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OmMH aCIeKT HACTOSIIETO OMUCAHKUS OTHOCHTCS K COCAMHEHUSIM, UX COJISIM M K CIIOcO0aM MpUMEHCHHS Ta-
KX COCITMHCHUM, COJICH, TTOJIC3HBIM JIJTs JICUCHUS WK oOerueHus Oone3nu ['eHTuHrTOHA. B wacTHOCTH, Apyroi
ACTIEKT HACTOSIIETO OMHCAHUS OTHOCHUTCS K 3aMEIICHHBIM MOHOIIMKINYECKHM TeTepOAPIILHBIM COCTNHEHHSM,
UX COJISIM M K CII0co0aM IMPUMEHEHHUS TaKUX COCTUHEHHH, UX COJIEH, TOJE3HBIM JUIS JICUCHUS FITH OOJIerYeHNUs
6omne3nn I'eHTHHTTOHA.

Ipeanockliku co3xaHus U300peTeHUs

Bonesns 'enruarTona (HD) npeacraBiseT coboit mporpeccupyroiiee ayTocCOMHO-IOMUHAHTHOE HEeHpoie-
TeHepaTHBHOE 3a00JEBaHNE TOJIOBHOTO MO3Ta, NMEIOIIee CUMITOMBI, XapaKTePHU3YIOUIHeCs HePOU3BOIbHBIMHA
JIBIDKCHUSIMY, KOTHHUTUBHBIMU HApPYIICHUSAMU W YMCTBEHHBIMHU paccTpoiictBamu. CMepTh, OOBIYHO BEI3BaHHAS
MTHEBMOHHEH WJIH UIIEMUYECKOI OONIE3HBIO Cep/Iiia, 0OBIYHO HAcTymaeT yepe3 13-15 jer mocie mosBICHUS CHM-
ntomoB. Pacnipoctpanennocts HD cocraBisieT ot Tpex 1o cemu denoBek Ha 100000 B momyssiusix 3amnagHoOEB-
pormeiickoro mpoucxoxaeHusi. B CeseprHoii Amepuke oxomno 30000 wuenoBek Ooseror HD, a eme
200000 4denoBek HAXOIITCSA B TPYIIIC PHCKa HACICIOBaHUSA OOJIC3HU OT MOPAKEHHOTO poauTels. 3aboicBaHMe
BBI3BIBAETCS YBEIIMUEHUEM HEMPEPBIBHBIX TPUHYKICOTUIHBIX NOBTOPOB CAG B "MyTaHTHOM" reHe T€éHTHHITHHA
(Htt), uto mpuBoaut Kk Beipabotke HTT (Genka Htt) ¢ pacmupeHHbIM ydacTKOM noauriaytamMuHa (polyQ), Takxke
M3BECTHBIM Kak TocienoBaTenbHOCTh "CAG moBTOpoB". B HacTosiee BpemMsi HE CYIIECTBYET Tepaluii C HC-
MIOJIF30BAHUEM MAJbIX MOJICKYI, IIeJICHANIPABICHHO NEHCTBYIOMNX Ha MEPBONPHUYNHY 3a00JI€BaHUs, YTO OCTaB-
JISIET BBICOKYIO HEYIOBJICTBOPEHHYIO TIOTPEOHOCTD B JIEKAPCTBEHHBIX CPEICTBAX, KOTOPHIE MOXHO HCIIOJIE30BATh
ut nedenns win ynydmenns HD. ChnenoBatensHO, ocTaeTcs TOTPEOHOCTh B MACHTU(QHUKAINN M 00ecTeYeHIH
HU3KOMOJIEKYJISIPHBIX COSTMHEHUH IS JiedeHus i oberdenust HD.

Bce npyrue nokyMeHTBI, Ha KOTOpbIE€ CChUTAIOTCSI B HACTOSIILIEH 3asiBKE, BKJIIOUEHBI IOCPEICTBOM CCHUIKHU B
HACTOSIIYIO 3asBKY, KaK ¢CITU ObI OHM OBLIH ITOJTHOCTBIO U3JI0KCHBI B HACTOSIIICH 3asBKE.

CymHocTs n300pereHns
OIMH acCIeKT HACTOSAIICTO OIKMCAHNS BKIIFOYACT COCTUHCHUS, BKITFOUAromue coequaeHue Gopmyisr (1) mwim

¢dopmyast (11):
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WK ero coilb, r1e X, B, Ry 1 n nMeroT 3HaYeHue, onpeaeIeHHoe B HACTOSIIEH 3asBKe.

OIMH acleKT HACTOSIIETO OMUCAHUS BKJIFOYACT CHOCOO JUTs JICYCHUS WIIH 00JerdeHus 6one3nu [ eHTHHT -
toHa (HD) y cyObekTa, Hy)KIAIOMIErocsk B 3TOM, BKIFOYAIOIINN BBEJCHHE CYOBEKTY 3D (HEKTUBHOTO KOTHUYECTBA
coenunenust popmysl (1) mm dpopmysnst (I11) nim ero conu.

OuH acTeKT HACTOSIIETO OMUCAHMS BKITIOYaeT MpuMeHeHue coenuaeHus Gopmynsl (I) wmu hopmymnsr (11)
WIIH €T0 CONH JUTA JeueHus win ooserdeans HD y cyOpekTa, Hy>KAAIOMIETOCS B 3TOM.

OuH acTeKT HACTOSIIETO OMUCAHMS BKIIOYaeT MpuMeHeHue coenuuaeHus Gopmynsl (I) wmu hopmynsr (11)
WIIA €TO COJIM JUIA MOJYYCHHS JIEKapCTBEHHOT'O CpeAcTBa s JeueHus win obnerdenus HD y cyObekra, HyX-
JTATOIIETOCS B ATOM.

OuH acTleKT HACTOSIIETO OMUCAHMS BKIIOYaeT MpuMeHeHue coenuuaeHust Gopmynsl (I) wmu hopmynsr (11)
WIHA €ro COJU IS MOJMy4YeHHs (papMameBTUUCCKON KOMITO3UIIMU JUIS JICUCHHs WiIu oOnerdeHus Oone3nu ['eH-
tuarroHa (HD) y cyObekTa, Hy:KIaromerocs B 3TOM, TIe COSIMHEHUE HIIH €r0 COJb HAXOJUTCS B CMECH C OJTHIM
WA HECKOJBKUMH (hapMalleBTHYCCKH TPUEMIICMBIMH YKCIIUITUCHTAMHU.

Ionpo6Hoe onncanne u3odpeTeHUs
OIMH aCHeKT HACTOSAIICTO OMUCAHUS OTHOCUTCS K COCIMHCHHUSIM, BKITFOUAIOIINM coequHeHue Gopmys (1)

i popmymnsr (I1):
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nim ero hopmy,
rae X npencrasisier coboit CHR,, C=0, O, NR;;, unu cBs3b;
R, mpexacrarnser co6o0il IMaHO WK aMUHO;
Ry, mpencraBnsiet coboit Bomopo win Ci_4alIkuT,
B mpencrapusetr co00i TeTepOIMKITHIL,



046152

IJIc TeTCPOIMKIIUII MPEJCTABIsICT COOOW HACKHIIECHHYIO WM YaCTHYHO HEHACHIICHHYIO 3-7-4JICHHYIO MO-
HOLMKIMYCCKYI0, 6-10-wWICHHYO OUIUKINICCKYIO WK 13-16-4ICHHYIO MOJUIMKINICCKYIO KOJBICBYIO CHUCTE-
My, coaepkantyro 1, 2 niu 3 rerepoaToMa B KaueCTBE KOJIBIIEBBIX WICHOB, HE3aBUCUMO BHIOpaHHBIX U3 N, O miun
S, I/ie TeTepOIUKIMII SBISETCS He3aMEeIeHHBIM WIIM 3aMelieH 1, 2, 3, 4 uim 5 3aMeCcTUTENSIMH, Kbl U3 KO-
TOPBIX BBIOpaH u3 Ry;

R, He3aBucuMO BBIOpaH W3 rayoreHa, ruapokcwmna, Cjankuna, aMuHO, CigankmwiaMuHO, (C;.qalKum),-
amuHo, ranmoreH-C,_jankunaMuHo, THAPOKCH-C | jankunamMuHo, Ci_jankokcu-C jankuinaMuHo, Ci4alKHIaMUHO-
C4ankmna, C_jankokcd, Cs_joIUKIOUTKIIAMAHO, Cs_1oIHKI0ATKIIaMUHO-C | 4alTKniIa, TETePOIMKIINIIA, TeTepPO-
MUKITIAMAHO, TETEPOIUKIMIAMUHO-C;_oIIUKIIOANKIIIA U reTepoapui-C_jankuaaMuHo-C,_4alKuia,

IJie TeTepoapuil MPEeACTaBIsieT co00M 3-7-WIEHHYI0 MOHOIMKIMYECKYIO WM 6-10-4jeHHy0 OMuuKInye-
CKYIO KOJIBIICBYIO CUCTEMY, cOepKamyto 1, 2, 3 wim 4 reTepoaroMa B KaueCTBE KOJBIIECBBIX WICHOB, HC3aBUCH-
Mo BbIOpaHHBIX U3 N, O nin S,

IJIc TeTEPOIMKIIUII MPEJCTABISICT COOOW HACKHIIECHHYIO WIIM YaCTHYHO HEHACHIICHHYIO 3-7-4JICHHYIO MO-
HOLMKIMYECKYI0, 6-10-wWICHHYO OUIUKIMICCKYIO WK 13-16-4ICHHYIO MOJUIMKINICCKYIO KOIBICBYIO CHUCTE-
My, coaepkantyro 1, 2 nim 3 rerepoaToMa B KaueCTBE KOJIBIIEBBIX WICHOB, HE3aBUCUMO BHIOpaHHBIX U3 N, O min
Ss

rae Cs.jgIIUKIOATKUI TPEACTABIICT COO0N HACBHIMCHHYI0 MM YaCTUYHO HEHACBHIMIEHHYIO 3-7-4IEHHYIO
MOHOIIUKITMIECKYIO KOJBIIEBYIO CHCTEMY, H

IJie B KXI0M ciiydae (eHW, reTepoapu, TeTeponruKIvI Win Cs_jgIIUKIOATKAI ABISETCS He3aMEeIICHHBIM
WM 3aMetnieH | Wim 2 3aMeCTUTEISIMH, KaXIbIi U3 KOTOPBIX BEIOpaH u3 Rj;

R; HezaBucuMo BEIOpaH U3 ranoreHa u Ci_4aKuia;

n umeet 3HaueHue 0, 1 wim 2;

R4 HE3aBHCHMO BEIOpAH U3 reTepoapuiia, FeTePOIMKINIA U (PCHUIA,

IJie TeTepoapuil MPEeACTaBIseT co00M 3-7-WIEHHYI0 MOHOLMKIMYECKYIO WM 6-10-4jeHHyl0 OMuuKInye-
CKYIO KOJIBIICBYIO CUCTEMY, cOJepKaiyto 1, 2, 3 wim 4 reTepoaroMa B KaueCTBE KOJBIICBBIX WICHOB, HE3aBUCH-
MO BeIOpaHHBIX U3 N, O muim S,

IJie TETEPOIMKIIMI TIPEJICTABISIET cOO0H HACBHICHHYIO MM YaCTUYHO HEHACHIIICHHYIO 3-6-4JIEHHYIO MO-
HOIMKJIMYECKYIO WK 9-10-1IeHHYI0 OUITMKINYECKYIO0 KOJNBIEBYIO CUCTEMY, colepikantyto 1, 2 wiu 3 rerepoa-
TOMa B Ka4e€CTBE KOJBIICBBIX YJICHOB, BEIOpaHHBIX 13 N, O 1 S, u

IJie B KOKIOM cirydae (heHWI, TeTepoapril WK TeTEPOIUKIINI SBISIETCS He3aMEIEHHBIM MU 3aMelieH 1
WK 2 3aMECTUTEIISIMH, KX IbIH 13 KOTOPHIX BEIOpaH 13 Rs;

Rs HEe3aBHCHMO BBIOpaH U3 rajioreHa, TuIpoKCUIIa, IUaHo, HUTPOo, C_4ankuia, eitepo-Ci_4alikiia, aMiHO,
C_samkmnamMuHo, aMuHO-C | jankuna, ruapokcun-Ci jankuna, Cijankumikapoonmia, Cijamkokcn, Ci4alKHITHO
1 Cs.1olIUKJIOATIKHIIA.

ACHEeKTbI ONHCAHUS
JIpyroii acrekT HacTOSIIETo onMcaHus BKiItoyaeT coequaenne Gpopmyist (1) mm popmymst (11):
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WIH €TO COJb,
rae X mpenctapiset coboirt CHR;,, C=0, O, NR;, uiu cBs3b;

R, mpexacrarnser co60il IMaHO WK aMUHO;

Ry, mpeacTasisier cob6oit Bogopoa wim C_4aIKu,

B npexacraBnsieT co00i TeTepOIUKIINI,

TJIe TETEPOIMKIIFIT TPEACTABISIET COO0I HACHIIIEHHYIO MM YaCTUYHO HEHACHIIICHHYIO 3-7-WICHHYIO MOHOIIK-
TIYecKylo, 6-10-wieHHy0 OUIMKIMYecKyto Wi 13-16-4IeHHyI0 TTOMAIMKIMIECCKYIO KOJIBIEBYIO CUCTEMY, COICp Ka-
mIyro 1, 2 v 3 reTepoaToMa B Ka4eCTBE KOJBIEBBIX WICHOB, He3aBHCHUMO BhIOpaHHBIX U3 N, O mmm S, T/1e reTepormk-
JIWJT SIBJISICTCST HE3aMEIIICHHBIM MITH 3aMeltieH 1, 2, 3, 4 wm 5 3aMeCTUTEISIMH, KKIbIH U3 KOTOPBIX BRIOpaH u3 Ry;

R, He3aBucuMo BBIOpaH W3 raioreHa, runpokcwia, Cijamkmia, aMuHO, CigankunaMuHo, (C.¢alIKH),-
aMUHO, ranoreH-Ci_4ankmiaMuHo, TUAPOoKcH-C i jankmnamMuHo, Cijankokcu-Ci jankunaMuno, Ci4alKiiIaMHHO-
Cyqamkuna, C_4ankokcu, Cs.1gIUKIOANKIIAMIHO, C;_joIIUKIOATKIIaMUHO-C1_4alTKMIa, TeTePOLUKIHIA, TETEPO-
MUKITIAMAHO, TETEPOIUKIMIAMUHO-C;_ 1 oIIUKIIOANKIIIA U reTepoapui-C_jankumiaMuHo-C,_4alKuia,

IJie TeTepoapuil MpeACTaBIsieT co00i 3-7-WIEHHYI0 MOHOIMKIMYECKYIO WM 6-10-4jeHHy0 OMuuMKiInye-
CKYIO KOJIBIIEBYIO CHCTEMY, coepskamyio 1, 2, 3 wim 4 reTepoaroMa B KaueCTBE KOJBIIEBBIX WICHOB, HE3aBUCH-
MO BeIOpaHHBIX U3 N, O uiu S,

IJIe TeTePOIMKIINI MPEACTABIsIeT COOOH HACHIIIEHHYIO MIJIM YaCTHYHO HEHACHIICHHYIO 3-7-4JICHHYIO MO-
HOIIMKJIMYECKYIO, 6-10-1IeHHyI0 OUIMKIHYECKYI0 Wik 13-16-4JIeHHYIO MOMIUKINISCKYIO KOJBIIEBYIO CHCTE-

-2
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My, cofepkaiyro 1, 2 wmm 3 rerepoaToMa B KauecTBE KOJIBIEBBIX WICHOB, HE3aBUCUMO BBIOpaHHBIX 13 N, O uin
Sa

rae C;_joIIUKIOANKUI TIPEICTABIIIET cO00i HACBHIIICHHYIO FJIM YaCTHYHO HEHACHIIICHHYIO 3-7-9ICHHYIO
MOHOIIMKITMYECKYIO KOJIBIEBYIO CHCTEMY, U

IZie B KOKAOM cirydae (GeHHII, TeTepOapril, reTeponukir Win C;_gIMUKIOANKIII SBIISIETCS He3aMeIICHHBIM
WM 3aMetnieH | Wim 2 3aMeCTUTEISIMH, KaXIbIi U3 KOTOPBIX BEIOpaH u3 Rj;

R;3 HezaBucHMO BRIOpaH 13 ranorena u C_jankua;

n umeeT 3Hauenue 0, 1 wim 2;

R4 He3aBHCHMO BBIOpaH M3 TreTepoapuiia, reTepolrKImIa 1 (eHnIa,

IJie TeTepoapuil MPEeACTaBIsieT co00i 3-7-WIEHHYI0 MOHOIMKIMYECKYIO WM 6-10-4jeHHyl0 OMuuMKInye-
CKYIO KOJIBIIEBYIO CHCTEMY, coaepkaulyto 1, 2, 3 mim 4 rerepoaroMa B Ka4ecTBE KOJIBIEBBIX WICHOB, HE3aBUCH-
Mo BbIOpaHHBIX U3 N, O nin S,

IJie TeTEPOUMKIAI MPEACTABISET COO0M HACHIIIEHHYIO MM YaCTHYHO HEHACBHIIIEHHYIO 3-6-4JICHHYIO MO-
HOLMKIMYCCKYI0 WK 9-10-4IeHHYI0 OUIUKIMICCKYIO KOJBIICBYIO CHCTEMY, colepxKamyro 1, 2 wim 3 rerepoa-
TOMa B Ka4e€CTBE KOJBIICBBIX YJICHOB, BEIOpaHHBIX 13 N, O U1 S, u

rZie B KaXXIOM cirydae (eHWI, TeTepoapmil Wi TeTePOIMKIMT ABISETCS He3aMEIIeHHBIM WM 3aMemieH |
WK 2 3aMECTUTEIISIMH, KK IBIH U3 KOTOPHIX BHIOpaH u3 RS;

R5 HE3aBHCHMO BBIOpaH W3 raJioTeHa, THAPOKCHIIA, IIHaHo, HUTPo, C_jankwia, neitepo-C,_4alikuia, aMHHO,
C.4ankmnamMuno, aMuHO-C | jankuna, Tuapokeui-Ci jankuna, Ciankmwikapoonmna, Ci4ainkokcu, Ci4alKuiITHo
n C3_1lIUKI0QIKHIIA.

OpuH acniekt BrutogaeT coeanHenue popmyisl (1) nm gopmymnsr (1), rne X Beidpan u3 NR, u cBszm.

Jpyroii acniekt BriovaeT coeannenne Gopmyis (I) nmm dpopmyast (1), roe X npencrasnser coboit NR .

Jpyroii acniekt BriouaeT coeannenne popmyisl (I) nmm dopmyast (1), roe X npencrasinsier coOo0i CBSI3b.

OpuH acniekt BkitodaeT coequnenne ¢popmyist (1) mmu dpopmyast (I1), toe B npencrasnser coboit rerepo-
UK, BRIOPAHHBIN U3 a3eTUAWHUIIA, TeTParuapodypaHuiia, THPPOIUAUHIIIA, TUICPUINHIIIA, TTUIICPA3HHMIIA,
1,4-nnazenanuia, 1,2-guruaponupuanamia, 1,2,5,6-tetparuaponupunuauia, 1,2,3,6-TeTparuaponupruanHiIa,
rexcaruaponukinonenramuppon-(1H)-mma, rexcaruapornmppono[3,2-b]muppon-(2H)-una, rekcaruaponuppo-
10[3,4-b]muppon-(2H)-una, (3aS,6aS)-rexcarumponupposno|3,4-bmuppon-(2H)-ma, rexcaruapormpponio|3,4-
bmuppon-(1H)-unna, (3aS,6aS)-rexcarunporuppono[3,4-b Jmuppon-(1H)-umna, (3aR,6aR)-rekcaruaponup-
poio[3,4-b]muppon-(1H)-mna, rexcaruaponupposo|3,4-c|muppoin-(1H)-una, (3aR,6aS)-rekcaruaponup-
poio[3,4-c]muppon-(1H)-una, okrarunpo-2H-mupposo[3,4-c|nupuauHmia, okrtarunapo-SH-muppoio[3,2-
c]nupuauHuna, oxraruapo-6H-nuppono[3,4-bmupununnna, (4aR,7aR)-okrarunpo-6H-tmpposno|3,4-
b]mupununanna, (4aS, 7aS)-oxraruapo-6H-muppoino[3,4-blmupuanauina, rexcaruapornuppono|l,2-ajnupasus-
(2H)-ona, rekcarugponupposo|1,2-ajnupasun-(1H)-nma, (7R,8aS)-rexcarunponupponol1,2-ajmupasun-(1H)-
wia, (8aS)-rexcarunponuppooll,2-ajnupasun-(1H)-una, (8aR)-rexcarmnponuppoino[1,2-ajnupasun-(1H)-nia,
rexcarupo-1 H-iiukimo0yral 1,2-c:1,4-c'|munuppoin-(3R)-mna, (8aS)-oxrarunpomuppono[ 1,2-aJmupazus-(1H)-
wia, (8aR)-oxrarmapornuppoino[1,2-ajnupasun-(1H)-mna, oxraruapo-2H-mmpunol[1,2-ajnupasunnna, rexcarui-
pormppoio[3,4-b][1,4]Jokcazun-(2H)-una, 5-azacimpo[2.4]rentanuna, 2-okca-6-azacnupo[3.4]okranmia, 3- aza-
ourmkno[3.1.0]rekcarnna,  8-azabunmkio[3.2.1]okranmma, (1R,55)-8-  azabunmkio[3.2.1]okranmma, 8-
azaburmkio[3.2.1]okr-2-en-una, (1R,55)-8- azabunmkio[3.2.1]okr-2-eH-mna, 9-azabunmkiio[3.3.1]HoHaHMIA,
(1R,55)-9- azabunukio[3.3. 1 JHoHanma, 2,5-nuazabunukio[2.2. 1 renTanuna, (1S,45)-2,5-
nmuazabuiukino[2.2. 1 renranuna, 1,4-quazadunmkino[3.1.1]rentanwmna, 3,6- muazadumukio[3,2,0]renranmna, 2,5-
nuaszabunukino[2.2.2]Jokranmna, 1,4-  guasabunmkino[3.2.1]okrannmna,  3,8-nuazabunukiio[3.2.1]okTaHuna,
(1R,5S)-3,8- munazaburukino[3.2.1]okranuna, 1,4-muazadunukino[3.2.2|HoHanmna, azacnupo|3.3|renranuna, 4,7-
nuazacnupo[2.5]okranuna,  2,6-puazacnupo[3.3]renran-2-mna, 2,6-nuasacnupo|3.4]okranuna, 1,7,-nuaza-

cniupo[4.4]HoHaHMa, 1,7-nuazacnupo[3.5|HoHanuna, 2,6-nuazaciupo[3.5|HoHaHuNa, 2,7-nuaza-
criupo[3.5]HoHaHma, 5,8-nuazacnupo[3.5|HoHaHuna, 2,7-nuazacnupo[4.4|HoHaHWNa, 2,7-nuaza-
cniupo[4.5]nexkanuna, 2,8-nuazacnupo[4.5]nexkanuna, 6,9-nuazacnupo[4.5]neuuna u 7-a3zaqucriu-

po[5.1.5% 3%]rexcanexanma, r/ie TETEPOLMKIINIT SBISETCS HE3aMEICHHBIM MM 3amerteH 1, 2, 3, 4 win 5 3amec-
TUTEIISIMH R,.

Jpyroii acriekt BriodaeT coequHeHne Gopmyist (1) wm hopmyisr (1), rne B npencrasmsier coboii reTeporKImI,
BBIOPAHHBIN W3 TIMPPOSTHIMHIIIA, ITUTICPHANHIIIA, TTHIIEPA3HHIIIA, TeKcaruapormkioneHrarpposi-(1H)-mma, rekcarumpo-
mpposio[3,2-bJmappon-(2H)-mma,  rexcarumpormppodo|3,4-bmuppon-(1H)-uma,  (3aR,6aR)-rexcaruaponmpporio|3,4-
b]mappon-(1H)-una, rexcaruapormppono|3,4-clmmppon-(1H)-uma, okrarumpo-2H-mmapporno[3,4-c|mipruauHmm, OKTarui-
po-SH-mppono[ 3,2-c|mipumpsmia,  okTaruapo-6H-mmpporno[3,4-bmupumiamia, — rekcaruaporuppono| 1,2-ajmupasiH-

(1H)-m1a, rekcaruapormppono|3,4-b][ 1,4]okcasun-(2H)-nna, S-azacnmpo|2.4]renranuna, 2-0Kca-6-
azacrpo|3.4Jokranmna, 3-azabmmkiio[3.1.0]rekcanmma, 8-azaburmkio[3.2.1]okranmna, 9-a3abrmmkio[3.3.1|HoHaHMA,
2,6-mazactipo[3.3|rerranua, 2,6-muazacrupol3.4]okTaHuna, 1,7,-muazacimpo[4.4]HoHanuna, 1,7-mmnazacrm-

po[3.5]nonanuna, 2,6-muazacriupo[3.5]HoHanumna, 2,7-auaszactpol3.5|HoHanmna, 2,7-muazacnvpol4.4|HoHaHuna, 2,7-
Jmazacriupo[4.5]nexana, 2,8-mazacrpo[4.5]nexanuna, 6-okca-2,9-mnazacnmpol4.5]nexanmia u 2,9-
Jazacmpo[S.5yHaekanuia, TJie TeTepOIMKIIT SBIIETCST He3aMeIeHHBIM MK 3aMettieH 1, 2, 3, 4 wim 5 3aMecTuTersiMu
R,.
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Jpyroii acnexr Bkirouaet coeauHenue Gopmynsr (1) mmu popmyasr (11), rae Ry mpencrasisier coboit rete-
poapui, BBIOpaHHEIN w3 THeHWIa, |H-tmpasonmuna, 1H-umumpmazonmma, 1,3-tmaszomwna, okcazommna, 1,2,4-
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nupumunnH-4(3H)-ov-nna, nupunaswamia, nupunasud-3(2H)-on-una, 1,2,4-tpuasunmna, 1,3,5-Tpua3uHma,
IH-unnonwna, 1H-uagazommna, 2H-wHmasonwma, WHAONW3WHWIA, OeH30(ypaHwna, OeH3oTmeHuna, 1H-
Oensumumazonmia, 1,3-6eH3okcazonwna, 1,3-0enzornazonmia, 1,3-OenHzomumokconmia, 1,2,3-0eH30TpHa3onumia,
9H-nypununa, Gpypo[3,2-blmupuaunnna, ¢pypo|3,2-clmupuanamia, Gypo[2,3-cJmupunununa, 1,3-okcazono[5,4-
b]mupununauna, tTueHo[3,2-cnupuauamwia, tueHo[2,3-d] mupumunuamina, 1H-muppono[2,3-b]mupuanania, 1H-
nuppono[2,3-clnupuaununa, nuppono[l,2-ajmupumunununa, nuppoino|l,2-alnupasununa, nuppono[l,2-
b]mupunasunanna, mupasono[ 1,5-a]lnupuaununa, nupaszono[1,5-ajmmpuanauna, 1H-mupazono[3,4-b]nupasunnia,
1H-impazono[3,4-bJmupunnanna, 1H-nupaszono[3,4-blnupununmna, 1H-mmpazono[3,4-clnupuaununa, 1H-
nupasono[3,4-clmupununnna,  1|H-nmpasono[4,3-b]mupuananna,  1H-mmpasono[4,3-bjnupunuunna,  1H-
npasono[4,3-djnupumununania, 2H-nmupaszono[4,3-b]nupununanna, 2H-nupaszono[4,3-clnmupunnanna, SH-
nuppoiio[2,3-b]mupasunmina, nupasono[1,5-ajmupasunmia, umunaso[ 1,2-ajnupunuania, umuaaso[1,2-a] mupu-
IuHWIA, tMua3o|[ 1,2-a]nupuMuauamia, Muaas3ol 1,2-ajmupumMuanania, ©Muaasof 1,2-clmupuMuInauia, IMH-
naso[1,2-b|mupumazuamna, — umugaso[l,2-b|nupuaasunmia, — uMmmnaso[ l,2-ajnmupasuHmna, — umumgasoll,2-
a|nupasuHuma, 1H-umugazo[4,5-b jnupuanaunia, 3H-umuna3zo[4,5-bnupuannuia, nMuaaszo[2,1-
b][1,3]tnazommna, umunazo[2,1-b][1,3,4]tnagrazonmia, [1,3]okcazono[4,5-b|mupuauawnia, [1,2,3]tpuazono[1,5-
almupuauania, [1,2,3]rpuazono[1,5-a]mupuawanna, 1H-[1,2,3]rpuazono[4,5-bJmupunuanna, 3H-[1,2,3]rpuazo-
no[4,5-b]mupuanamna, terpasono|1,5-a]nupunuamna, Terpa3ono[l,5-b]nupunasuHmia, XHHOIUHIIA, H30XHHO-
JMHWJIA U XWHOKCAJMHWIIA, TIC TeTEPOApIT SBIICTCS HE3aMEIICHHBIM WK 3amelnieH | wiu 2 3amectutesiMu Rs.

Jpyroii acnekr Bkiroyaet coeauHenue Gopmynsr (1) mmu popmyast (11), rae R4 mpencrasisier coboit rete-
poapui, BBIOpaHHBIN w3 THeHWIa, |H-tmpasonmuna, 1H-umumpazonmma, 1,3-tmaszomwna, okcazommna, 1,3,4-
okcaauazonuna, 1,2,4-tmanuazonuna, 1H-1,2,3-tpuazonuna, 2H-1,2,3-tpuazonuna, 1H-1,2,4-tpuazonuna, 2H-
TETPa30JIWIIa, TUPUINHWIIA, THPUMHINHIIA, TupuMuInH-4(3H)-oH-na, mupumaa3uamia, nupunasui-3(2H)-on-
nna, 1,2,4-rpuaszunmna, 1,3,5-tpuasunwmia, 1H-uanazommna, 1H-6em3umumazonuna, 1,3-6en3okcazonuna, 1,3-
6enzonuokconuna, 1,2,3-6eH3oTpuazonmia, 1,3-okcazono[5,4-bmupuannmna, 1H-mupaszomno[3,4-b]mupasunmia,
1H-nupazono[3,4-bJmupunuanna, 1H-mmpazono[3,4-cjnupununmna, 1H-mmpazono[4,3-bjmupuananna, 1H-
nupazono[4,3-d|mupumunuanna, SH-muppono[2,3-blnupasuauna, wmunaso[l,2-ajmupunuamia, umugasol1,2-
bnupunasunmIa, nMuaasol 1,2-ajnupazunmnna, 1H-umuna3zo[4,5-b |mupuannuia, 3H-umunaszo[4,5-
b]nmupunuamIa, [1,2,3]tpuazomno[1,5-a]nupuannuna, 1H-[1,2,3]tpua3zono[4,5-b]mupuananna, 3H-
[1,2,3]rpuazono[4,5-b|mupunuauna, Terpasono[l,5-ajmupuauania, TeTpasono|1,5-b|mupugasuHma 1 XHHOIHU-
HUJIA, TJIC TETEPOAPIII SBISCTCS He3aMEIICHHBIM HITH 3aMelleH | mwin 2 3aMecTuTessMu Rs.

Jpyroit acnexr Britouaer coequHenne ¢popmyinst (1) wmu dpopmynst (II), Tae coenuHenne npencraBiseT
co00i COITb COCAMHEHMSI, BEIOpaHHAS U3 THIPOXJIOPHIA, THAPoOpoMIIa, TpudTopamerata, popMuaTa, JTUTHAPO-
XJIOpUAA, TUTHAPOUOANIA, TPUTHIPOXIOPHIA, TETPArHAPOXIOPHIA, TUTHAPOOPOMUIA U TUTPUPTOpALIETATA.

JHpyroii acnekt coequaeHus Gopmynsl (1) wm dopmynst (I1) Brmrowaer coemunenue Gopmysr (I):

N X
OH /\”/\B
| X \N/N
//

(Ra)n
(1)

iy ero gopmy.
Jpyroii aciekt coenuaenus popmyist (1) umu hopmyssr (II) Bkmoyaer coenunenne Gopmynsr (I1):

on N7 Ll e
| SV
//

(Ra)n

(IT)

HJIA €TI0 COJIb.
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Onun acnekT coemunenns Gopmyist (1) mwim popmyist (I1) (rae Homep coenuuenus (#') ykassiBaeT Ha To,
4qTO OBLIA BBIZICTICHA coJieBast popMa) BKIIOYAET COSTUHEHUE WIIH €T0 COJIb, BRIOPAHHOE W3 TPYIIIbI, COCTOSIIICH
u3:

Coen. HasBanmne

5-(5-metun-1,3-okcazon-2-uin)-2-{ 3-[metun(2,2,0,6-

1! TeTpaMeTHINUIePUANH-4-11)aMuHO]-1,2,4-Tpua3uH-6-uin } peHon
5-(6-metokcunupumMuauH-4-un)-2-{3-[mernn(2,2,6,6-

21 TeTpaMeTHInunepuaAnH-4-ui)amuno]-1,2,4-tpuazuH-6-un } peron
5-(2-merokcunupuauH-4-un)-2-{3-[merun(2,2,6,6-

3t TeTpaMeTHINUnepuaAnH-4-mi)amuno]-1,2,4-tpuazuH-6-un } penon
2-{3-[meTun(2,2,6,6-rerpamMeTuinunepuaut-4-mi)amuno|- 1,2, 4-tpuazus-

4 6-un}-5-(1H-1,2,3-tprazon-4-un)dheHon
4-(3-rugpoxcu-4-{3-[metni(2,2,6,6-reTpaMeTIIITUIePUANH-4-

5 W1)aMuHO |- 1,2, 4-Tpra3uH-6-1u § e HU ) IUpUAUH-2-01
5-(3-metun-1H-nupazon-4-wmn)-2-{3-[metnn(2,2,6,6-

6! TeTpaMeTWINUIePUANH-4-11)aMuHO]-1,2,4-Tpua3uH-6-uin } peron
2-{3-[merun(2,2,6,6-reTpameruinunepuaui-4-mi)amuno]-1,2,4-tpuasun-

7 6-n1}-5-(1,3-okcazon-2-wun)deHon
2-{3-[meTun(2,2,6,6-rerpamMeTuinunepuauH-4-mi)amuxo|- 1,2, 4-tpuazus-

8 6-u }-5-(mupunun-4-un)penon
5-(2-metunmupunuH-4-un)-2- {3-[Metnn(2,2,6,6-TeTpaMe THIHITEPUIH-

9 4-un)amuuo]-1,2,4-tpuaszuH-6-un } peHon
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5-(4-meturn-1H-umunazon-1-un)-2-{3-[metnn(2,2,6,6-
TeTPaMETIIIHIePUANH-4-1T)aMIHO |- 1,2, 4-TprasuH-6-1 } peHoNn
5-(1H-nupazon-4-un)-2-{3-[(2,2,6,6-TeTpameTHiInunepuiuH-4-mi)OKCH |-
1,2,4-Tpuasus-6-un } peron
5-(3-¢Top-1H-nupazon-4-un)-2-{3-[metun(2,2,6,6-
TeTPaMETHIIHIePUANH-4-1T)aMUHO |- 1,2,4-TprasuH-6-un } peHon
5-(1H-nupason-4-un)-2-{3-[(2,2,6,6-reTpameTnnnunepugua-4-
wi)amuHo|-1,2,4-Tpua3un-6-un } penon
5-[1-(*H;3)merun-1H-niupazon-4-un|-2-{3-[metwi(2,2,6,6-
TeTpaMeTHIMUIepUanH-4-1i)aMuHo |- 1,2, 4-Tpuasun-6-ui } peHon
2-{3-[metun(2,2,6,6-TeTpaMe THIANMUIEPUINH-4-HIT)aMHHO |- 1,2,4-Tpuasun-
6-u}-5-(1H-nupazon-4-un)peron

5-(1-meruin-1H-nmupazon-4-wmn)-2-{ 3-[metun(2,2,6,6-
TeTpaMeTHUIIIHIepUuaAnH-4-1)aMuso]-1,2,4-TprasuH-6-un } heHon
2-{3-[metun(2,2,6,6-TeTpaMeTHIANUIEPUIUH-4-1JT)aMHHO |- 1,2,4-Tpuasun-
6-un }-5-(1H-nupason-1-nn)dexon

5-(3-¢rop-1-metun- 1H-nupazon-4-un)-2-{3-[merun(2,2,6,6-
TeTpaMeTUIIHIepUANH-4-11)aMuHO| - 1,2, 4-TprasnH-6-u } heHon
2-{3-[merun(munepunun-4-mn)amuHo]-1,2,4-rpuasus-6-mi ;- 5-(1H-
nupazon-4-wi)peHon

2-{3-[meTun(nmunepuaus-3-mwi)aMuHo |- 1,2,4-rpuasun-6-mn }-5-(1H-
nHpason-4-mn)peHon

2-(3-{[(1R,35,55)-8-azabuuukino[ 3.2. 1 Joktan-3-un(metun)amuno }-1,2,4-
TpuasuH-6-un)-5-(1H-mupason-4-mm)dheron
2-(3-{[(1R,38,55)-9-azabuukio| 3.3. 1 |JHOHAH-3 -1 | (METHI )JAMHHO } -
1,2,4-rpuazus-6-mn)-5-(1H-nupazon-4-mm)peromn
2-{3-[meTun(2,2,6,6-TeTpamMe THIANMUIEPUINH-4-HIT)aMHIHO |- 1,2,4-Tpuasun-
6-un}-5-(2-metnn-2H-1,2,3-tpuaszon-4-mn)deHon
2-{6-[merun(2,2,6,6-TeTpaMeTHINUNEPUIUH-4-1T)aMUHO |- 1,2 4-Tpua3uH-
3-un}-5-(1H-nupazon-4-un)penon

(6-(2-runpokcu-4-( 1H-mupazon-4-mn)pennn)-1,2,4-tprazu-3-
ni)(2,2,6,6-TerpaMeTHINMUIIEPUANH-4- 1T )METAHOH
(3-(2-runpoxcu-4-(1H-mupaszon-4-un)dpenun)- 1,2, 4-tprasus-6-

ni)(2,2,6,6-TerpaMeTHINUIIEPUANH-4- 1T )METAHOH
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2-(6-(2-ruppoxcu-4-(1H-nupaszon-4-umypenmn)-1,2,4-rpuazus-3-mn)-2-
(2,2,6,6-TeTpaMeTHIINHUIIEPUINH-4- 1T )aLIe TOHU TP
2-(3~(2-runpokcu-4-(1H-nupazon-4-un)penwn)- 1,2,4-tpuazuH-6-mi)-2-
(2,2,6,6-TeTpaMeTHIINHUIIEPUINH-4- 1T )aLIe TOHU TP T
2-(3-(amuHO(2,2,6,6-TeTpaMeTiununepuanH-4 -1 )mMeTiin)- 1,2, 4-tpuasus-
6-nn)-5-(1H-nupazon-4-un)dpenon
2-(6-(amuHO(2,2,6,6-TeTpaMeTUIIIIUNIEPUONH-4-11)MeTH)- 1,2,4-Tprua3uH-
3-nun)-5-(1H-nupazon-4-un)dpenon
2-(3-(metun(2,2,6,6-TeTpaMeTHIIIUNIEPUONH-4-11)aMUHO)- 1,2,4-Tpra3uH-
6-m)-5-(1,3,5-Tpuaszun-2-un)deson
2-(6-(metun(2,2,6,6-TeTpaMeTHIIIUIIEPUONH-4-11)aMUHO)- 1,2, 4-Tprua3iH-
3-mm)-5-(1,3,5-Tpuaszun-2-un)denon
4-(3-rugpokcu-4-{3-[meti(2,2,6,6-TeTpaMeTHIMUIEPUAUH-4-
un)amuno|-1,2 4-tpuasun-6-un } penun)-1,3,5-rpuazus-2-on
4-(3-ruppoxcu-4-(6-(merni(2,2,6,6-reTpaMe THIMUIEePUANH-4- 11 )aMHHO)-
1,2,4-tpuasun-3-un)denun)-1,3,5-tpuasun-2-on
5-(4-amuHo-1,3,5-Tpuazun-2-mn)-2-(3-(mernn(2,2,6,6-
TeTpaMeTHJINMUNIePUANH-4-11)aMIHO)- 1 ,2,4-Tprua3uH-6-un)deHon
5-(4-amuHo-1,3,5-Tpuasun-2-mn)-2-(6-(metnn(2,2,6,6-
TeTpaMeTHJINMUNePUANH-4-11)aMIHO)- 1,2, 4-Tpua3uH-3-un)deHon
5-(4-xnop-1,3,5-rpuazun-2-mn)-2-(3-(merun(2,2,6,6-
TeTpaMeTHINMUNEePUANH-4-11)aMiHO)- 1,2, 4-TpuasuH-6-un)deHon
5-(4-xn0p-1,3,5-Tpuasun-2-un)-2-(6-(metnn(2,2,6,6-
TeTpaMeTHIINMUNEePUANH-4-11)aMiHO)- 1,2, 4-TpuasuH-3-un)deHon
2-(6-(metun(2,2,6,6-TeTpaMeTHIIIIUNIEPUONH-4-11)aMUHO)- 1,2, 4-Tpra3nH-
3-mm)-5-(5-merun-1H-mupazon-4-un)denon
5-(5-xnop-1H-nupazon-4-un)-2-(3-(merun(2,2,6,6-
TeTpaMeTHJIUIIePUANH-4-11)aMIHO)- 1,2,4-Tpua3uH-6-un)deHon
5-(5-xnop-1H-nmupazon-4-un)-2-(6-(metun(2,2,6,6-
TeTpaMeTHJINMUNEePUANH-4-11)aMIHO)- 1,2, 4-Tpua3uH-3-un)deHon
4-(3-runpoxcu-4-(3-(mermn(2,2,6,6-TeTpaMe THIITUTIEC PUTUH-4-1IT)aMUHO) -
1,2,4-tpuasun-6-wmwn)dennn)- | H-nupazon-5-kapOoHuTpun
4-(3-runpokcu-4-(6-(metun(2,2,6,6-TeTpaMe THIIIHIIE PUIHH-4- T )aMUHO ) -

1,2,4-tpuasun-3-un)dennn)- 1 H-nupa3on-5-kapOoHUTpHI
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5-(1,5-mumerun-1H-mpazon-4-un)-2-(3-(mernn(2,2,6,6-
TeTpaMeTIINUNepuAnH-4-11)aMuHo)-1,2,4-Tpra3un-6-min)peHon
5-(1,5-gumerwi- 1 H-mpazon-4-un)-2-(6-(metmn(2,2,6,6-
TeTpaMEeTIIIHIePHUIUH-4-11)aMIHO)- 1,2, 4-Tprasus-3 -1 )heHon
5-(5-xnop-1-merui- 1H-nupazon-4-mm)-2-(3-(meruin(2,2,6,6-
TeTpaMeTIInUnepuaAnH-4-mi)amMuHo)-1,2 4-rpra3un-6-un)peHon
5-(5-xnop-1-metun-1H-nupaszon-4-un)-2-(6-(metun(2,2,06,6-
TeTPaMEeTIIIHIePUIUH-4-11)aMIHO)- 1,2, 4-Tprasun-3 -1 )heHon
4-(3-ruppokcu-4-(3-(metmin(2,2,6,6-TeTpaMe THIIUIIE PUTUH-4- 1T )AMIHO ) -
1,2,4-rpuasun-6-mn)penun)- 1 -meti- | H-nupazon-5-kapooHuTpun
4-(3-runpokcu-4-(6-(metun(2,2,6,6-TeTpamMe THIANUNIE PUIUH-4 - 1JT)aMHHO ) -
1,2,4-tpuasus-3-wi)penmn)- 1 -metui- | H-nupazon-5-kapOoHuTpun
5-(4-¢prop-1H-umunazon-1-mr)-2-{3-[mermn(2,2,6,6-
TeTpameTinunepuanH-4-un)amuno|-1,2,4-rpuasun-6-un } penon
2-{3-[metun(2,2,6,6-TeTpamMeTHINHICPUIUH-4-1IT)aMHHO |- 1,2,4-TpHasun-
6-mn}-5-(3-metun-1H-1,2,4-tpuaszon-1-un)denon
2-{3-[(1-meTunnunepunus-4-mn)amuno]-1,2,4-rpuasun-6-un }-5-(1H-
nupazon-4-wmn)denon
2-{3-[metun(2,2,6,6-TeTpamMeTHINHIICPUIUH-4-1IT)aMUHO |- 1,2,4-TpHasun-
6-1i }-5-(THoden-2-mn)peHon
2-{3-[merun(2,2,6,6-TeTpaMeTHINHICPUIUH-4-1J1)aMHHO |- 1,2,4-TpHuasun-
6-un }-5-(4-merunruophen-2-un)deHon

5-(4-metokcu- 1 H-mupaszon-1-nmn)-2-{3-[mernn(2,2,6,6-
TeTPaMEeTIIIIHIEPUINH-4-111)aMIHO |- 1,2, 4-TpHa3uH-6-11 } heHoN
4-(3-runpokcu-4-{3-[metri(2,2,6,6-TeTpaMeTHIMUIEPUIHH-4-
nn)amuHo|-1,2 4-tpuasuH-6-un} penmn)-1-mermnupunus-2( 1H)-on
5-(3-xnop-1H-nupazon-4-un)-2-{3-[metun(2,2,6,6-
TeTpaMeTIIIIHIEPUIUH-4-1111)aMIHO |- 1,2, 4-TpHa3uH-6-11 } heHoN
2-{3-[merun(2,2,6,6-TeTpaMeTHINNIEepUANH-4-1T)aMUHO - 1,2 4-Tprua3uH-
6-un}-5-(1,3-tuazon-2-wun)denon
5-(4-xnop-1H-umupazon-1-nn)-2-{3-[mernn(2,2,6,6-
TETpaMETILIUIePUANH-4-11)aMIHO |- 1,2, 4-Tprua3uH-6-1i  peHon
2-{3-[metun(2,2,6,6-TeTpaMeTHINHIEPUIUH-4-1J1)aMHHO |- 1,2,4-Tpuasun-

6-ni} -5-(nupunaszun-4-un)heHon
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5-(6-metmnmupunasua-4-mn)-2-{3-[metnn(2,2,6,6-
TeTpaMeTWINMUnepuauH-4-min)amuHo|-1,2,4-rpuasus-6-ui } peron
2-{3-[mernn(2,2,6,6-TeTpaMeTHIIHIIEPUANH-4-1i1)aMUHO| - 1,2,4-TpHasun-
6-mn}-5-(1-metun-1H-1,2,4-rpuason-3-un)dheHon
2-{3-[mernn(2,2,6,6-TeTpaMeTHIIHIIEPUIH-4-1T)aMUHO |- 1,2, 4-Tpras3uH-
6-un}-5-(2H-1,2,3-tpuazon-2-um)peron
2-{3-[meTun(2,2,6,6-TeTpaMeTHINHIIEPHANH-4-1T)aMUHO |- 1,2,4-Tpra3uH-
6-mn}-5-(2-metui-1,3-tuazon-5-ui)dpenon
2-{3-[mernn(2,2,6,6-TeTpaMeTHIIINIIEPUANH-4-1I1)aMUHO |- 1,2,4-TpHasun-
6-mi}-5-(1,2,4-ruanunazon-5-un)dpeHosn
2-{3-[merun(2,2,6,6-TeTpaMeTHIIHIIEPUANH-4-1T)aMUHO |- 1,2, 4-TpHasH-
6-un }-5-(3-metni-1,2,4-tuagnason-5-un)deHon
2-{3-[(3-¢pTop-2,2,6,6-TeTpaMeTHITUIIE pURUH-4- 11T )( METHI )JaMHUHO | -
1,2,4-tpuazun-6-un }-5-( 1 H-mmpazon-4-mm)dheron
1-[1-(3-runpoxcu-4-{3-[metun(2,2,6,6-TeTpaMeTHIMUIIEpUIUH-4-
win)amuHo|-1,2,4-rpuasun-6-un } pernn)- 1 H-nupazon-4-unlsras-1-on
2-{3-[merun(2,2,6,6-TeTpaMeTHITHIIEPUTIH-4-1JT)aMHUHO |- 1,2,4-TpHa3HH-
6-m1}-5-(4-metun-2H-1,2,3-rpuason-2-un)heHosn
2-{3-[mernn(2,2,6,6-TeTpaMeTHIIHIICPUIH-4-1T)aMUHO |- 1,2,4-Tpra3uH-
6-un }-5-(tmpuanH-3 -mn)peHon
2-{3-[metnn(2,2,6,6-TeTpaMeTHIIHIEPUIH-4-1J1)aMUHO |- 1,2, 4-TpHasuH-
6-u1}-5-(mupuauH-2-11)heHon
5-(3-¢rop-1H-nupaszon-4-un)-2-{3-[(2,2,6,6-TeTpamMeTHIIHIICPUANH-4 -
un)okcu]-1,2,4-rpuaszuH-6-mi } heHo
5-(3-¢pTop-1H-tmpazon-4-un)-2-{3-[(2,2,6,6-TeTpaMeTHINMUIEPUANH-4-
uin)amuHo|-1,2,4-TprasuH-6-1ui } peHon
5-(2-mertun-1,3-okcazon-5-mn)-2-{3-[metmn(2,2,6,6-
TeTpaMeTUINMUNepUIuH-4-mi)aMuHo |- 1,2,4-TpuasuH-6-ui } peron
5-(1-metun-1H-umunazon-4-umn)-2-{3-[metnin(2,2,6,6-
TeTpaMETUIITUNIEPUIHH-4-1T)aMUuHO |- 1,2,4-TprasuH-6-ui } peHomn
5-(1-merun-1H-mmpazon-3-mm)-2-{3-[metun(2,2,6,6-
TeTpaMeTWINMUNepUIuH-4-mi)aMuHo |- 1,2,4-TpuasuH-6-ui } peron
2-(3-{[(1R,35,55)-9-meTnin-9-azabunukio| 3.3. 1 JHoHaH-3-mn]aMHuHO } -

1,2,4-tpuasun-6-mi)-5-(1H-mupason-4-un)denon
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2-(3-{[(1R,3r1,55)-8-a3abuuukio[3.2.1 |okran-3-mi]amuHo }- 1,2, 4-
TpuasuH-6-uin)-5-(1H-mmpason-4-nun)denon
2-{3-[meTnn(2,2,6,6-TeTpaMeTHIIHIIEpUINH-4-1T)aMIHO]- 1,2,4-TpruasuH-
6-un}-5-(1H-1,2,4-tpuaszon-1-un)penon

5-(umunasol 1,2-a]nupasun-6-mn)-2-{3-[merun(2,2,6,6-
TeTpaMeTIInunepuanH-4-mi)amuHo |- 1,2, 4-TpruasuH-6-un } heHo
5-(5-merun-1,3,4-okcanuazon-2-mnn)-2-{ 3-[mern(2,2,6,0-
TeTpaMeTHInuIepuanH-4-ui)amuHo |- 1,2 4-TpuasuH-6-uin } peHon
2-{3-[(2,6-numernnnunepuanH-4-un)okcul-1,2,4-rpuasun-6-un }-5-(1H-
nupason-4-mn)deHon
2-{3-[meTmn(2,2,6,6-rerpamermnnunepunut-4-ui)amuno]-1,2 4-rpua3uH-
6-mn}-5-(mupasun-2-un)deHon
2-{3-[meTnn(2,2,6,6-TeTpaMeTHIIHIIEpUINH-4-1T)aMIHO] - 1,2,4-TpruasuH-
6-un }-5-(nmupunasus-3-min)deHon
2-{3-[mernn(2,2,6,6-reTpamMeTunnunepuaus-4-ui)amMuno]-1,2 4-rpuasuu-
6-un }-5-(mupumMuuH-2-1w1)heHon
2-{3-[meTnn(2,2,6,6-TeTpaMeTHInHIepUINH-4-111)aMIHO |- 1,2, 4-TpruasuH-
6-un }-5-(mupuMuIuH-5-11)heHon

2-(3-{metmn[(1R, 3s,55)-9-meTnn-9-azabunmkio[3.3. 1 JHoHan-3-

wi]amMuHO - 1,2,4-Tpuazun-6-un)-5-(1H-nupazon-4-wn)denon
5-(4-merokcu-1,3,5-tpuasun-2-un)-2-{ 3-[metun(2,2,6,6-
TeTpaMeTIInunepuanH-4-mi)amuHo |- 1,2 4-TpruasuH-6-un } heHon
5-(1H-umunazon-1-un)-2-{3-[mernn(2,2,6,6-reTpamMeTHIIHIEPUINH-4-
nin)aMuHo|-1,2,4-Tpuaszun-6-ui } peHon
1-(3-runpoxcu-4-{3-[metnn(2,2,6,6-TeTpaMeTUINMUIICPUANH-4-
nin)aMuso]-1,2,4-rpuaszun-6-un jpennn)- 1 H-nupazon-4-on
2-{3-[meTnn(2,2,6,6-TeTpaMeTunnunepuanH-4-1mn)amuHo]- 1,2, 4-TpuasuH-
6-m1}-5-(1,3-0Kca301-5-mi)heHo

5-(umupasol 1,2-bmiupunasun-6-mn)-2-{3-[metun(2,2,6,6-
TeTPaMEeTIINUNEPUIHH-4-11)aMUHO|-1,2,4-TpHa3uH-6-1i } peHoN
5-(4-¢rop-1H-nupason-1-un)-2-{3-[merun(2,2,6,6-
TeTPaMEeTIIUNIEPUIHH-4-11)aMHHO |-1,2,4-TpHa3uH-6-1i } peHon
5-(4-metun-1H-nupason-1-wn)-2-{3-[metun(2,2,6,6-

TeTpaMeTHINHIepuaAnH-4-11)aMuHo |- 1,2 4-TprasuH-6-uin } peHon

-38 -



951

96!

971

98

991

100

101!

102!

103!

104

105!

106

107!

108!

109!

110!

111!

046152

2-[3-(2,7-mnaszacnupo[3.5]nonan-7-un)-1,2,4-rpuaszun-6-mwi]-5-(1H-
nupazosn-4-wn)denon
2-[3~(2,7-nnazactmpo[3.5|HoHan-2-un)-1,2,4-rprazun-6-un]-S5-(1H-
nupazon-4-un)denon

5-(1H-unmazon-5-nun)-2-{3-[meti(2,2,6,0-TeTpaMe THINUIIC PHIHH-4-
un)amuHo|-1,2,4-Tpuasun-6-un } peron
5-(4-dropnupunun-2-un)-2-{3-[mermn(2,2,6,6-TeTpaMeTHIIIAIICPUIUH-4 -
wi1)aMuHo|-1,2,4-Tpuasun-6-ui } peHon
2-{3-[meTun(2,2,6,6-TeTpaMeTIIIIHIePUANH-4-11)aMUHO |- 1,2, 4-TprasuH-
6-un}-5-(4-autpo-2H-1,2,3-tpuazon-2-un)dpenon
2-[3~(6-amuHo0-3-a3abunmkno[3.1.0]rexcan-3-un)-1,2,4-rpuazun-6-un|-5-
(1H-npason-4-wi)peron

5-(1-guknonponun- 1 H-mupazon-4-un)-2-{ 3-[metun(2,2,6,6-
TeTpaMeTHINUIEePHANH-4-1T)aMUHO]- 1,2, 4-Tprasun-6-ui } peHon
2-{3-[meTun(2,2,6,6-reTpaMeTranunepuarH-4-mn)amMuHo |- 1,2, 4-Tpraz -
6-u }-5-(nmupuMuguH-4-11)eHOI
4-{3-[meTun(2,2,6,6-TeTpaMeTIIIIHIePUANH-4-11)aMuHO |- 1,2, 4-TprasuH-
6-un}[1,1'-6udennn]-3,4'-auon
5-(3-runpokcu-4-{3-[metnn(2,2,6,6-TeTpaMeTIIIHIIEPUITH-4-
win)aMuHo|-1,2,4-rpuasun-6-wui j penwn)mupununa-2( 1H)-ox
6-{3-[metui(2,2,6,6-TeTpameruinunepuauH-4-un)amMuno]-1,2,4-rpuasvs-
6-1JT } XUHOJIUH-7-0J
2-{3-[meTun(2,2,6,6-reTpaMeTranunepuanH-4-mn)amMuHo |- 1,2, 4-rpraz -
6-nn}-5-(1,3,4-okcanuason-2-un)peHon
5-(1H-nupazon-3-un)-2-{3-[(2,2,6,6-TeTpaMeTHITHIEPUANH-4- 1T )OKCH] -
1,2,4-TprazuH-6-un } peHon
5-(1-metun-1H-nupason-3-mn)-2-{3-[(2,2,6,6-TeTpamMeTHINIHICPUIUH-4-
un)okcu]-1,2,4-rpuasun-6-un} pexon
2-[3-(2,6-nnazacmupo[3.5nonan-2-mn)-1,2,4-rpuasun-6-mi]-5-( 1H-
nupazon-4-ui)peHon
2-[3-(2,6-nuazacmupo[3.4]okran-6-mn)-1,2,4-rpuasun-6-un|-5-(1H-
nupazon-4-ui)peHon
2-{3-[merun(2,2,6,6-reTpamerminunepuanun-4-mn)aMuHo|-1,2,4-Tprasus-

6-m1}-5-(1H-mupazon-3-un)dexon
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5-(5-¢pTopmupumuaus-2-un)-2-{3-[mernn(2,2,6,6-
TeTpaMeTIIIHIePUaH-4-11)aMuHO |- 1,2, 4-TprasuH-6-ui } heHo
2-[3-(1-merun-1,7-quazacnupo[3.5|nonan-7-un)-1,2, 4-rpuasuH-6-ui]-5-
(1H-nupason-4-un)dhenon
2-{3-[(35)-3-(meTunamuno)nuppoauauu-1-mil-1,2 4-tpuazun-6-mm} -5-
(1H-nmpason-4-um)denon
2-{3-[(75)-7-amuno-5-a3zacrupo( 2.4 renran-5-mi]-1,2 4-rpuazuH-6-ui } -
5-(1H-nupazon-4-un)denon

2-{3-[(8aS)-rexcaruapomuppono[ 1,2-a]mupasun-2(1H)-wmn]-1,2,4-
TpuasuH-6-un }-5-(1H-nupaszon-4-un)dhexHon
2-{3-[(3aR,6aR)-1-meTunrekcaruaponupposio| 3,4-b Jmuppon-5(1H)-ui]-
1,2,4-tpuazun-6-un}-5-(1H-nupazon-4-un)denon
2-[3-(2,6-muazacmnupo| 3.3 Jrenran-2-un)-1,2,4-rpuasun-6-uil-5-(1H-
nupason-4-un)denon
2-{3-[meTnn(2,2,6,6-TeTpaMeTIIIHIIEPUIUH-4-1T)aMIHO |- 1,2, 4-TpuasuH-
6-u1}-5-(5-merun-2H-terpazon-2-mun)peHon
2-(3-{[(2R,4s,65)-2,6-nuaTunnunepunun-4-unlokcu } - 1,2, 4-rprazun-6-
un)-5-(1H-nupazon-4-un)peson
2-{3-[(2,2,6,6-TerpamerinnunepuiH-4-mn)amuHo - 1,2, 4-Tpuasus-6-
un}-5-(2H-1,2,3-tpuazon-2-un)peHon
2-{3-[(2,2,6,6-TeTpameTmnnunepunua-4-mn)okcu |- 1,2, 4-TpruasuH-6-un } -
5-(2H-1,2,3-tpuazon-2-un)denon
5-(6-xnopnupunazun-3-mn)-2-{3-[meruin(2,2,6,6-TeTpaMeTHINHIIEPUATH-
4-un)amuHo]-1,2,4-TprasuH-6-un } peHon
5-(1-metun-1H-mupason-5-wmwi)-2-{3-[metun(2,2,6,6-
TeTpaMeTIIIHIePUANH-4-11)aMUuHO |- 1,2, 4-TpHasuH-6-1i | heHON
4-¢pTop-2-{3-[meTnn(2,2,6,6-TeTpaMeTHIMUIePUANH-4-1T)aMuHO]- 1,2,4-
Tpuasun-6-un }-5-(1H-nupazon-5-un)peron
2-{3-[(3-dTop-2,2,6,6-TeTpaMeTUNIIUIIE pUAHH-4- 1T )aMUHO |- 1,2,4-
TpuasuH-6-un }-5-(1H-nupazon-4-um)dhexon
2-{3-[6-(au>THNnamuHO)-3-a3abutmkio[3.1.0]rekcan-3-unl-1,2,4-
TpuasuH-6-un }-5-(1H-nupaszon-4-un)dheHon
5-(5-merunnupuMuauH-2-mn)-2-{ 3-[mernn(2,2,6,6-

TeTpaMeTHIIHIePUANH-4-11)aMuHO - 1,2, 4-Tpra3nH-6-ui } peHon
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5-(4-meTunnupuMuanH-2-1i)-2-{ 3-[meTnn(2,2,6,6-
TeTpaMeTHIIUIePUINH-4-1i1)aMUHO |- 1,2,4-TpruasuH-6-1i j peHon
5-(2-xnopnupumuant-4-un)-2-{3-[metn(2,2,6,6-
TeTpaMeTUIunepuaInH-4-mn)amMuHo|-1,2,4-tpuazun-6-un } peHon
5-(1H-6en3umunason-5-un)-2-{3-[metnn(2,2,6,6-TeTpaMe THIIUATICPUAHH-
4-un)amuno|-1,2,4-TprasuH-6-1mi } peHon
2-{3-[merun(2,2,6,6-Terpamerranunepuaus-4-mn)amuno| - 1,2, 4-rpuasut-
6-un}-5-(1H-nupaszono[3,4-b Jnupunun-5-un)deron
5-(3-xnop-1H-1,2,4-rpuazon-1-un)-2-{3-[metnn(2,2,6,6-
TeTpaMeTHIIUIePUINH-4-1i1)aMUHO |- 1,2,4-TprasuH-6-1i j peHon
6-(3-runpokcu-4-{3-[metun(2,2,6,6-TeTpaMeTHINMUNIEPUANH-4-
win)amuHo|-1,2,4-TprazuH-6-un } peHun) mupuaasuH-3-0
1-(3-runpokcu-4-{3-[MeTun(2,2,6,6-TeTpaMeTHIMUNEPUTHH-4-
win)amuHo|-1,2,4-Tprasun-6-un j penun)- 1 H-nupazon-4-kapOoHuTpu
2-{3-[merun(2,2,6,6-Terpamerranunepuaus-4-mn)amuHo| - 1,2, 4-Tpuasun-
6-un}-5-(1H-nupaszono[4,3-b Jnupunun-5-un)denon
2-{3-[3-(uMKIONPONUIAMHHO )TUPPOIUAHH- 1 -1i]-1,2 4-Tprasun-6-w } -
5-(1H-nupazon-4-umypenon

2-{3-[3-(Tper-OyTunamuno)nupponuaus- 1 -uil-1,2,4-rprasus-6-mm } -5-
(1H-nupazon-4-un)deHon
1-(3-runpokcu-4-{3-[MeTun(2,2,6,6-TeTpaMeTHIMUNEPUIUH-4-
win)aMuHo|-1,2,4-Tprazun-6-ui } penmn)- 1 H-ummnason-4-xapOoHuTpu
1-[1-(3-runpokcu-4-{ 3-[metun(2,2,6,6-TeTpaMeTHITHICPUANH-4 -
win)amuHo|-1,2,4-TpuazuH-6-un } penmn)- 1 H-ummunazon-4-unsran-1-on
5-(2,8-numernnumunaso| 1,2-blnupunazun-6-un)-2-{ 3-[metun(2,2,6,6-
TeTpaMeTHIIUIePUINH-4-1i1)aMUHO|-1,2,4-TpruasuH-6-1i j peHon
5-(2-metunumuaasol 1,2-bmupunazun-6-mi)-2-{3-[merni(2,2,6,6-
TeTpaMeTUInunepuInH-4-mn)amMuHo|-1,2,4-tpua3un-6-u } peHon
2-{3-[metun(2,2,6,6-TeTpameruianunepuaut-4-mn)amuxo]-1,2,4-rpua3us-
6-un}-5-(2-merun-2H-terpason-5-un)penon
5-(6-merokcu-1,2,4-tpuasun-3-mwi)-2-{ 3-[metnn(2,2,6,6-
TeTpaMeTHIIUIePUINH-4-1i1)aMUuHO|-1,2,4-TpruasuH-6-mi j peHon
5-(1,3-6en30Kcazon-6-mn)-2-{3-[MeTni(2,2,6,6-TeTpaMe THINMUIEPUAUH-4-

win)amuHo|-1,2,4-TpuazuH-6-mi } heHo
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6-(3-runpokcu-4-{3-[mMetnn(2,2,6,6-TeTpaMeTHIMUIEePUANH-4-
uin)amMuHo|-1,2,4-rpuasun-6-un } penun)-3-merunnupumunus-4(3H)-on
5-(3-ruppokcu-4-{3-[metun(2,2,6,6-TeTpaMe THIIHIICPUTUH-4-
nin)amuHo|-1,2 4-Tpuasun-6-un } penunn)-2-merunnupunasud-3(2H)-ox
2-(3-{3-[(mponaH-2-wun)amMuHO [nuppoauauH-1-un }-1,2,4-TpuasuH-6-mm)-
5-(1H-nupazon-4-wun)peHon
5-(3-¢pTop-1H-nupason-4-mn)-2-[3-(7-metun-2,7-nuazacnupol 3.5 |[HoHaH-
2-un)-1,2 4-tpuasun-6-mi|peson
5-(3-¢pTop-1H-nupason-4-mn)-2-{3-[(3aS,7aR)-okraruapo-5H-
nupposo[3,2-c|oupunun-S-mil-1,2,4-tprasun-6-m } heHo
2-[3-(2,7-nnazacnupo[3.5|HoHan-2-mn)- 1,2, 4-tpuasus-6-un]-5-(3-drop-
1H-niupaszon-4-un)peHon
2-{3-[meTun(2,2,6,6-reTpamerninunepuanH-4-uia)amunao]-1,2 4-tpuaszun-
6-un}-5-([1,2,3]tpuasono[ 1,5-a]nupuaun-5-un)deron
5-(3-¢Top-1H-nupason-4-un)-2-{3-[(3aS,7aR)-1-merunoxrarunpo-SH-
muppono[3,2-cmupunun-5-unl-1,2,4-tpuasun-6-un } hexon
2-(3-{3-[(2-meTunbutan-2-un)amuno |nupponuanH-1-un }-1,2, 4-rpuasun-
6-un)-5-(1H-mmpazon-4-un)denon
2-{3-[mernin(2,2,6,6-TerpamMeTHinunepuAnH-4-1mi)amuno |- 1,2,4-tpuasus-
6-un}-5-(terpasono| 1,5-a]nupunun-7-un)peHon
5-(4-¢Top-1H-nupason-3-mn)-2-{ 3-[mernin(2,2,6,6-
TeTpaMeTHINUIepUIUH-4-11)aMuHO |- 1,2,4-TpruasuH-6-m } heHon
2-(3-{3-[(amamanTan-1-un)amuHo [nuppoauauH-1-un }-1,2 4-Tpua3zun-6-
wi)-5-(1H-niupazon-4-u)peHon
2-{3-[metun(2,2,6,6-Terpamerunnunepuaui-4-mi)amuno|- 1,2, 4-tpua3un-
6-nn}-5-(SH-nuppono[2,3-bnupazun-2-un)denon
2-(3-{3-[(apamanTan-2-un)aMUHO |TUPPONUIUH- 1 -1} -1,2,4-TpHasun-6-
nin)-5-(1H-nupazon-4-ni)peHon

2-(3-{3-[(3,5-numMeTnnanamanTas- 1 -nn)aMuHo [muppoauaus- 1-un }-1,2,4-
Tpuasun-6-un)-5-(1H-nupazon-4-un)penon

5-[4-(runpoxcumerun)- 1 H-mupasoi-1-un]-2-{ 3-[mernn(2,2,6,6-
TeTpaMeTHINUIePUANH-4-1n)aMuHO |- 1,2,4-Tprnasun-6-nn } peHon
2-{3-[(3aR,4R,6a5)-4-
(numerunamuHo)rexcaruapouukionentalclmuppon-2(1H)-un]-1,2,4-

TpuasuH-6-un }-5-(1H-mupason-4-un)denon
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5-(3-metun-3H-umunaszol4,5-b]mupuaun-5-un)-2-{3-[metnn(2,2,6,6-
TeTpaMeTuInunepuauH-4-min)amuno|- 1,2, 4-rpuasun-6-un } penon
5-(1-metun-1H-umunazo[4,5-bnupunun-5-mn)-2-{3-[metni(2,2,6,6-
TeTpaMeTHINMUIEePUANH-4-11)aMuHO - 1,2,4-TpHasuH-6-11 } peHon
2-{3-[(3aR,4S,6aS)-4-amunorekcaruaporukionenTa[c Jnuppon-2(1H)-
nnl-1,2,4-rpuazun-6-ui }-5-(1H-nupazon-4-un)denon
2-[3-(5-metunokraruapo-2H-nuppoio[3,4-cJnupuaun-2-mn)-1,2,4-
TpuasuH-6-1mi]-5-(1H-nupazon-4-un)peHon
2-{3-[(3aR,4S,6a5)-4-(nuMeTUIaAMHUHO ) re KCaruAPOLIMKIIONEHTA[ C [ TUppos-
2(1H)-un]-1,2,4-tpuasun-6-un } -5-(1H-nupazon-4-ui)peHon
3-amun0-6-(3-runpokcu-4-{3-[merun(2,2,6,6-reTpamMe TUITUIEPUANH-4 -
nin)amuHo|-1,2,4-rpuasun-6-mi § e )-4-Me TUITUPUANH-2-0J1
5-(2,7-mumerun[ 1,3 Jokcazono[ 5,4-b Jnupunun-5-mn)-2-{3-[metni(2,2,6,6-
TeTpaMeTHJINUIEepUANH-4-1T)aMuHO |- 1,2,4-Tprasun-6-1i } peHon
2-(3-{3-[(3-MeTunnenTaH-3-11)aMuHO [nuppoauauH-1-un}-1,2,4-
Tpuasun-6-w1)-5-(1H-mupason-4-un)denon

2-{3-[4-(TpeT-Oy THIIAMUHO)-2-MEeTHIITHPPOIUANH- 1 -1 -1,2 4-Tpuasun-
6-un }-5-(1H-nupason-4-un)denon
5-[4-(runpoxkcumerun)-2H-1,2,3-rpuazon-2-un]-2-{3-[metun(2,2,6,6-
TeTpaMeTHIINUIEepUANH-4-1T)aMuHO |- 1,2,4-TprasuH-6-1i } peHon
2-{3-[meTni(2,2,6,6-TeTpaMe THINHIIEPUIUH-4 -1 )aMuHO] - 1,2, 4-TpuasuH-
6-nn}-5-(3-merun-3H-[ 1,23 Jrpuazono[4,5-b Jnupunus-5-un)denon
2-{3-[3-(Tpet-OyTrsamMmuHO)uppoauaun-1-un|-1,2,4-rpuazus-6-mm} -5-
(3-¢rop-1H-mupason-4-un)peron
2-{3-[3-(Tper-OyTunamuHo)nupponuaus- 1 -unl-1,2,4-rpuazus-6-mm}-5-
(1-metun-1H-nupazon-3-mn)denon
5-(1-metun-1H-nupazono[ 3,4-b Jnupunun-5-mn)-2-{ 3-[metni(2,2,6,6-
TeTpaMeTHINuIepuaAnH-4-mi)amuno]-1,2,4-rpuazun-6-ui j peHon
5-(1-metun-1H-unnazon-5-un)-2-{3-[metun(2,2,6,6-
TeTPaMeTHINUIEePUANH-4-1T)aMuHO |- 1,2,4-TpHasuH-6-1i1 } peHon
2-{3-[meTnn(2,2,6,6-TeTpaMeTHINHIIEPUIUH-4-11)aMuHO| - 1,2, 4-TpuasuH-
6-un }-5-(tetpasono[ 1,5-bnupunasnn-6-un)denon
5-[6-(runpokcume ) TUpUMUANH-4-1]-2-{ 3-[ MeTnin(2,2,6,6-

TeTpaMeTHINMUIEePUANH-4-1T)aMuHO |- 1,2,4-TprasuH-6-111 } peHon
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2-[3-(2,9-muazacnmpol 5.5 Jynnexan-9-un)-1,2,4-rpuasun-6-ui]-5-(1H-
nupa3zon-4-uin)peHon

2-[3-(2,8-nuaszacmmpo[4.5]nexkan-8-mn)- 1,2, 4-rpuasun-6-mil-5-(1H-
nupa3os-4-ui)heHon
2-[3-(2-meTnn-2,9-nuazacnupo[S.5yunekan-9-nin)-1,2 4-rpuasun-6-un|-
5-(1H-nmpazon-4-un)heHon
2-[3-(2-metun-2,8-nuazacnupol4.5|nekan-8-mn)-1,2,4-rpuazun-6-un|-5-
(1H-nupazon-4-wmn)denon
2-{3-[merun(2,2,6,6-rerpamernnnunepunui-4-mi)amuno]-1,2 4-tpuasun-
6-un }-5-(1H-nipasono[ 3,4-c|nupuaus-5-wn)dheHon
2-{3-[meTnn(2,2,6,6-TeTpaMeTHINUIEepUANH-4- 11T )aMUHO |- 1,2,4-TpuasuH-
6-nn }-5-(xuHONMMH-6-1)heHon
2-{3-[meTni(2,2,6,6-TeTpaMeTHINUIepUANH-4- 1T )aMiHO |- 1,2, 4-TpuasuH-
6-un}-5-(1-merun-1H-[1,2,3 rpuasono[4,5-b Jnupuans-5-un)peHon
2-{3-[3-(TpeT-OyTiiIaMuHO )TuppoIHauH- 1-m]- 1,2, 4-Tpuasus-6-umi } -5-
(1H-umupazon-1-wmn)denon
5-(2H-1,3-6enzonuokcon-5-mn)-2-{3-[metun(2,2,6,6-
TeTpaMeTHINMUNEePUANH-4-1T)aMiHO |- 1,2,4-TpuasuH-6-ui } peHon
5-(3-¢Top-1H-nmpazon-4-un)-2-(3-{[(3R,4R)-3-Pprop-2,2,6,6-
TeTPaMeTHJIMUNIEPUANH-4-1IT |aMIHO } - 1,2, 4-TpHasun-6-1w1)peHon
2-(3-{[(25)-2-amunonpomnui|(mMeTmn)amuHo } - 1,2, 4-tpuaszun-6-mmn)-5-( 1H-
nupaszof-4-wn)peHosn

5-(5-¢Top-1H-mupason-4-un)-2-{6-[mernn(2,2,6,6-
TeTpaMeTUInunepuanH-4-un)amuno]-1,2,4-tpuasun-3-un} penon
5-[1-(*H;)mermwn- 1H-tiupaszon-4-wn]-2-{ 6-[metnn(2,2,6,6-
TeTpaMeTHIINMUIEePUANH-4-11)aMiHO |- 1,2,4-TpuasuH-3-un } peHon

2-{3-[(3aR 4R, 6aS)-4-(Tpet-
OyTtunamuHo)rekcaruapounkionenrtal clnuppon-2(1H)-un]-1,2,4-
TpuasuH-6-un }-5-(1H-nupazon-4-un)peHon
2-{3-[meTni(2,2,6,6-TeTpaMeTHINUIEepUANH-4-11)aMiHO |- 1,2, 4-TpuasuH-
6-un }-5-(1H-nupasono[3,4-b Jnupasus-5-wi)dpenon
2-{3-[mernn(2,2,6,6-rerpamMeTHinunepuAuH-4-mn)amuno|-1,2,4-tpua3us-
6-u1 }-5-(1H-niupaszono[4,3-d | nupumunus-5-un)peron
5-(1-metun-1H-nupason-4-mun)-2-{ 6-[ metni(2,2,6,6-

TeTpaMeTHINMUNEePUANH-4-1T)aMuHO |- 1,2, 4-TpuasuH-3-ui } peHon
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2-{3-[3-(TpeT-Oy THIIaMHUHO)THPPOIHAYH- 1 -1i1]-1,2,4-Tprasus-6-mn } - 5-
(4-metun-1H-umuaason- 1-un)dheHon

5-(1-merun-1H-nupasono[4,3-b Jnupuaus-5-mn)-2-{ 3-[metun(2,2,6,6-
TeTpaMeTUITUIEPUANH-4-11)aMUHO |- 1,2, 4-TpuasuH-6-un } heHon
5-(1-metun-1H-nmpazon-4-mn)-2-{3-[(2,2,6,6-TeTpaMe TUITUIICPUAHH-4-
win)amuHo|-1,2,4-TpuasuH-6-1i } peHOo
5-(1-merun-1H-6enzotpuason-5-un)-2-{3-[merun(2,2,6,6-
TeTpaMeTUITUIEPUANH-4-11)aMUHO |- 1,2 ,4-TpuasuH-6-un } heHon
2-(3-{[(35,49)-3-dTOp-2,2,6,6-TeTpaMeTUINUIICPHANH-4-HJI [AMIHO } -
1,2,4-tpuasus-6-mn)-5-(1-merun-1H-nupaszon-4-un)denon
2-{3-[3-(TpeT-Oy THIIAMUHO ) THPPOTUAYH- | -1i1]- 1,2, 4-TprasuH-6-m § - 5-
(1-merun-1H-nupazon-4-um)denon
5-(1-metun-1H-nmpazon-4-wn)-2-(3-{3-[(mponan-2-

WJT)aMHHO JnupponuauH-1-uin }-1,2,4-rpua3un-6-mn)deHon
2-{3-[3-(TpeT-Oy THIIAMUHO ) THPPOTUTHH- 1 -11]- 1,2, 4-TprasuH-6-mi § - 5-
(2H-1,2,3-Tpuazon-2-un)deHon
2-{3-[3-(MeTHaaMuHO )TUppoNuAnH- 1 -nn|-1,2,4-rpuasun-6-un }-5-(1-
metui-1H-nupason-4-un)peHon

2-{3-[4-(TpeT-OyTriamMuHO )iumniepunus- 1 -un|- 1,2, 4-tpuasun-6-un § -5-
(1H-nupazon-4-un)pexon
2-{3-[3-(TpeT-Oy THIIAMUHO ) THPPOTUAHH- 1 -11]- 1,2, 4-TprasuH-6-mi § - 5-
([1,2,3]rpuazomno[ 1,5-a]nupuaun-5-mn)deron
2-{3-[3-(TpeT-Oy TrIIAMUHO ) THPPOTUIYH- 1 -11]-1,2,4-TprasuH-6-m } - 5-
(1-metun-1H-unnazo:-5-wn)dexon
2-{3-[3-(TpeT-Oy THIIAMUHO ) THPPOTUIHH- 1 -1i1]- 1,2, 4-TprasuH-6-mi § - 5-
(mupumuauH-2-1)heHon
2-{3-[3-(tpeT-OyTrutaMuHo)uppoauans-1-ui]-1,2,4-rprasun-6-mn } - 5-
(2-merun-2H-1,2,3-tpuazon-4-un)denon
2-{3-[3-(TpeT-Oy THIIAMUHO ) THPPOTUIHH- 1 -11]- 1,2, 4-TprasuH-6-mi } - 5-
(2-metun-2H-terpazon-5-un)penon
2-{3-[3-(TpeT-OyTramuHo))unepunun- 1 -un|-1,2,4-rpuasun-6-un } -5-
(1H-mapason-4-wn)dpenon
5-(1-merun-1H-nmupason-3-mn)-2-(3-{3-[(nponan-2-

WJT)aMUHO JTuppouanH-1-ui - 1,2,4-tpuasus-6-mn)denon
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2141
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228!
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4-(4-{3-[3~(Tper-OyTrnamuno))nupponunun-1-mil-1,2,4-rpuazus-6-un } -
3-runpokcudenunn)-1-merunnupuaua-2( 1H)-ox
2-{3-[3-(TpeT-Oy THNaMIHO ) UPpOIHAH- 1-1i]-1,2,4-Tprasun-0-wmi } -5-
(1-merun-1H-[1,2,3]tpuazono[4,5-b|nupuaun-5-mwn)denon
6-(4-{3-[3-(Tper-OyTHIIAMUHO )TUPPOTHIUH- | -1i]-1,2,4-TpUasuH-6-un § -
3-runpokcudenun)-3-merunnupumunua-4(3H)-on

2-{3-[3-(TpeT-Oy THNaMIHO)IUPPOIHAHH- 1-1i]-1,2,4-Tpuasun-0-mi }-5-
(6-MeTOKCUNUPUMHIIH-4-11)(PEeHO
2-{3-[3-(mMeTunamuHO ) nuppoauauH- 1-mnl-1,2, 4-tpuasun-6-ui}-5-(2H-
1,2,3-tpuazon-2-un)peHon
5-(4-¢rop-1H-nupazon-1-mun)-2-{3-[3-(MeTHIaMIHO )TUpPOIUIUH- 1 -1 -
1,2,4-tpuasun-6-un } peron
5-(1H-umupazon-1-mn)-2-{3-[3-(merunamuno) nupponuaun- 1 -unl-1,2,4-
TpuasuH-6-ui } penon

2-{3-[3-(TpeT-Oy THNAMHIHO)IUPPOIHAHH- 1-1i]-1,2,4-Tprasun-6-wmi } -5-
(1-merus-1H-niupaszono[ 3,4-b [mupuaun-5-un)denon
5-(1-metun-1H-mupasomno|[ 3,4-c|mupunun-5-un)-2-{3-[metun(2,2,6,6-
TeTpaMeTHIIHIePHIHH-4-11)aMuHO |- 1,2,4-Tprua3uH-6-m1 } peHon
2-[3-(7-merun-2,7-nuazacnupo[ 3.5 |HoHan-2-un)-1,2,4-rpuaszun-6-mi]-5-
(1-metun-1H-unnazon-5-un)penon

2-[3-(7-merun-2,7-auazacnupo| 3.5 Jnonan-2-un)-1,2 4-rpuasun-6-ui|-5-
(1-merun-1H-nupaszono[ 3,4-b nupuaus-5-un)denon
2-{3-[3-(Tper-6yTunamuno)nupponunut-1-uil-1,2,4-tpuazus-6-mi}-5-
(1H-1,2,3-tpunason-4-um)peson

2-[3-(7-merun-2,7-auazacnupo| 3.5 Jnonan-2-un)-1,2,4-rpuasun-6-umi|-5-
(1-metun-1H-nupazon-4-un)denon
4-[3-runpokcu-4-(3-{3-[(mponan-2-wmn)aMuHo |muppoauauH- 1-ui }-1,2,4-
TpuasuH-6-un)denmn]-1-merunmupunus-2( 1 H)-on
2-[3-(7-metun-2,7-nuazacnupol3.5|HoHan-2-un)-1,2,4-rpuasun-6-mi]-5-
(4-metusi-1H-umunazon-1-un)denon
5-(4-¢Top-1H-nupaszon-1-un)-2-[3-(7-metun-2,7-auazacnupo[ 3.5 |HoHaH-
2-un)-1,2,4-tpuasus-6-ui|penon
5-(4-¢Top-1H-umunazon-1-mm)-2-[3-(7-metun-2,7-

nuazacrupol3.5|Honan-2-mn)-1,2,4-tpuasun-6-ui|peHon
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2311

2321

233!

2341
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238!
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240!
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242!

2431

2441

2451

246"

2471
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5-(1H-umunaszon-1-wn)-2-[3-(7-metun-2,7-auazacupo[ 3.5 |JHoHaH-2-11)-
1,2,4-tpuasun-6-ui|denon

2-[3-(7-metun-2,7-nuazactupo[ 3.5 JHonan-2-mn)-1,2,4-rpuazuH-6-mn|-5-
(2H-1,2,3-tpuazon-2-ui)peHon

2-[3~(7-merun-2,7-nuazacnupol 3.5 |Honan-2-un)-1,2,4-rpuasun-6-uil-5-
(1-merun-1H-nupazon-3-wun)peron
6-[3-ruppokcu-4-(3-{3-[(nponan-2-mi)amMuHO |muppoauanH-1-mn }-1,2,4-
TpuasuH-6-mwi)pennn|-3-merumnupuMuauH-4(3H)-on
5-(5-¢rop-1H-nupasoi-4-mn)-2-(3-{3-[ (mponan-2-

YUT)aMHHO |TUPPONTHANH- 1 -1t } - 1,2 4-Tpra3uH-6-1mt) hpeHon
5-(2-metun-2H-1,2,3-tpuaszon-4-mn)-2-(3-{3-[ (mponan-2-

WJT)aMAHO [upposuanH- 1 -1 }-1,2,4-TprazuH-6-mi)peHon
2-(3-{3-[(npomaH-2-n)aMIHO |MUPPONUAUH- 1 -1 } - 1,2 4-Tpra3uH-6-1)-
5-(1,2,4-tuaauazon-S-un)heHon
2-(3-{[(35,45)-3-pTOp-2,2,6,6-TeTpaMeTHIINIIEPUIUH-4- 1T |AMUHO } -
1,2,4-tpuasus-6-nn)-5-(1H-nmunaszon-1-m)penon
2-(3-{[(35,45)-3-¢TOp-2,2,6,6-TeTpaMeTHIINTIEPUTUH-4-1JT |AMUHO } -
1,2,4-rpuasun-6-un)-5-(4-mernn- 1 H-umunason-1-un)penon
5-(4-prop-1H-umunason-1-un)-2-(3-{[(35,4S5)-3-¢dprop-2,2,6,6-
TeTPaMeTIITUIEePUINH-4-1J1 |aMUHO } - 1,2, 4-Tpuasun-6-un)heHomn
4-{3-runpokcu-4-[3-(7-merun-2,7-nuazacnupo( 3.5 |HoHaH-2-1)-1,2,4-
TpuasuH-6-mn]dennn } - 1 -mernamupuaus-2(1H)-on
2-[3-(7-metun-2,7-guazacnupol 3.5 JHonaH-2-mn)- 1,2 ,4-TpuazuH-6-un|-5-
(2-merun-2H-1,2,3-tpuason-4-un)penon
5-(6-meTokcunupuMuanH-4-ui)-2-[3-(7-metnn-2,7-
anasacnupol3.5|HoHaH-2-mn)-1,2,4-Tprua3uH-6-mn]deHon
2-[3~(7-merun-2,7-nuazacnupol 3.5 |Honan-2-un)-1,2,4-rpuasun-6-ui|-5-
(mupumuanH-2-1 ) eHon

2-[3-(7-metun-2,7-guazacnupo| 3.5 JHonaH-2-mn)-1,2,4-TpuasuH-6-un|-5-
(1H-1,2,3-tpuaszon-4-un)deHorn
6-[4-(3-{[(35,45)-3-prop-2,2,6,6-TeTpaMeTUITHUITEPUIMH-4-HJT [AMHHO } -
1,2,4-rpuasun-6-un)-3-ruapoxkcudernn|-3-merunnupumunut-4(3H)-ox
2-(3-{[(35,45)-3-¢rop-2,2,6,6-TeTpame THIIUIIEP U AN H-4- HJT |AMIHO } -
1,2,4-tpuasun-6-un)-5-(1H-1,2,3-rpuazon-4-un)peHon
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2491
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2511
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260!

261"
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263!

264!
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2-(3-{[(35,45)-3-¢Top-2,2,6,6-TeTpaMe TN IEPUANH-4- 1T |aMHHO } -
1,2,4-tpuazun-6-mn)-5-(umunasol 1,2-a]nupazux-6-mi)peHon
2-(3-{[(35.,45)-3-¢Top-2,2,6,6-TeTpamMeTHININIIEPUANH-4- 1T |aMUHO } -
1,2,4-TpuazuH-6-un)-5-(umunasol 1,2-bmupunasus-6-un)denon
2-{3-[3-(Tpet-OyTrnamuHO)mupponunut- 1 -1mil-1,2,4-rpuasun-6-wmn }-5-
(1,3-oxcazon-2-un)denon

2-[3-(7-merun-2,7-auazacnupo| 3.5 |Honan-2-un)- 1,2, 4-tpuasun-6-un|-5-
(2-merun-2H-terpason-5-nn)deron

2-[3-(7-metun-2,7-auazacnupo| 3.5 |HonaH-2-un)-1,2,4-Tprasud-6-ui]-5-
(1,3-oxcazon-2-un)denon
5-(1-metun-1H-nupason-3-un)-2-{3-[(2,2,6,6-TeTpaMeTHIIHIePUIUH-4-
nin)aMuno]-1,2,4-rpuasun-6-ui j peHon
5-(6-merokcunupuMunun-4-mn)-2-{3-[(2,2,6,6-TeTpamMeTiinunepuauH-4-
wi)amMuHo|-1,2,4-Tpuasun-6-1ui } peHon
2-{6-[meTmn(2,2,6,6-TeTpaMeTHIIHIIePUIUH-4-HT)aMHHO |- 1,2, 4-Tpra3uH-
3-un}-5-(2H-1,2,3-Tpuazon-2-ui)peHon

5-(umupazol 1,2-blnupunasun-6-nn)-2-[3-(7-merun-2,7-
nuasacnupo[3.5]Honan-2-un)-1,2.4-Tpuasus-6-un|peHomn

5-(umupnasol 1,2-anupasun-6-un)-2-[3-(7-metun-2,7-
nuaszacnupo[3.5|HoHaH-2-un)-1,2,4-TprasuH-6-un|enon
2-(3-{3-[(nponan-2-un)amuno [mupponuans- 1-un } - 1,2 4-tprasuH-6-mi)-
5-(1H-1,2,3-tpuazon-4-un)penon

5-(2-metun-2H-terpazon-5-mn)-2-(3-{ 3-[(mpoman-2-
WJT)aMUHO | mupponuanH-1-mi }-1,2,4-Tpuasun-6-imn)deHon
2-(3-{[(35,45)-3-¢Top-2,2,6,6-TeTpaMeTHIINTIEPUANH-4- 11 |aMHHO } -
1,2,4-rpuazun-6-umn)-5-(1-merun-1H-unnazon-5-ni)peHon
2-(3-{[(35.,45)-3-¢Top-2,2,6,6-TeTpamMeTHININIIEPUANH-4- 1T |aMUHO } -
1,2,4-Tpuazus-6-un)-5-(1-merun- 1 H-mupazon-3-un)penon
2-[3-(3,5-numernnmnunepasus- 1-un)-1,2,4-tpuaszus-6-un]-5-(1 H-nupazon-
4-un)denon

2-[3-(3,5-mumerunnunepasus- 1-uin)-1,2,4-tpuasun-6-ui|-5-(1-metun- 1H-
nupason-3-un)denon

2-(3-{3-[(mpoman-2-mn)aMuHO |mupponuanH-1-un - 1,2 4-TpruasuH-6-1i)-

5-(2H-1,2,3-tpuazon-2-un)peHon
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280
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5-(6-merokcunupumuanH-4-uin)-2-(3-{3-[(nponan-2-

WJT)aMMHO | THPPONUANH-1-1n}-1,2,4-Tpra3us-6-mn)deHon
5-(2-merun-2H-1,2,3-tpuaszon-4-un)-2-{3-[(2,2,6,6-
TeTpaMeTHIINHIepUIUH-4-11)aMuHO |- 1,2,4-Tprua3us-6-ui } penon
5-(2-merun-2H-terpazon-5-un)-2-{3-[(2,2,6,6-reTpameriinunepuana-4-
ni)amuHo]-1,2,4-TpuazuH-6-ui } peHon
5-(6-MeToKCHTUPUMUANH-4-11)-2-{ 3-[ 3-(MeTUIaMHHO )P PONUANH- 1 -
wil-1,2,4-TpuasuH-6-ui } peHon
2-{3-[3-(MeTnnamuHO))nuppoIuaH-1-1i1]-1,2,4-rpuasun-6-un }-5-(1,2,4-
THAANA301-5-11)(peHOoN

2-{3-[3-(MeTunaMIHO ) UPPOIHAKH- 1-1i]-1,2,4-Tpuasun-6-mui } -5-
(mupumMunuH-2-1)heHon
2-{3-[3-(merunamuno)mupponuauH-1-mil-1,2,4-rpuasun-6-mn §-5-(1-
metui-1H-mupasono[3,4-b Jnupunus-5-mn)denon
2-[3-(7-metun-2,7-auazacnupo|3. S |HoHaH-2-un)-1,2,4-TpuazuH-6-uin|-5-
(1,2,4-tnanuazon-5-un)peHon
5-(1H-umupazoin-1-un)-2-{3-[(2,2,6,6-reTpameriinunepuaina-4-
nin)amuHo|-1,2,4-TpuaznH-6-ui } peHon
5-(4-metun-1H-umunason-1-mn)-2-{3-[(2,2,6,6-TeTpame THIANUIIC pUIUH-4 -
win)amuHo]-1,2,4-TprasnH-6-un } peHon
5-(4-¢Top-1H-umunazon-1-un)-2-{3-[(2,2,6,6-TeTpameTnanunepuant-4-
wi)amMuHo|-1,2,4-Tpra3uH-6-ui } heHon
5-(4-¢Top-1H-nmupaszon-1-un)-2-{3-[(2,2,6,6-TeTpaMeTHIIHIePHIUH-4-
wi)amuHo|-1,2,4-Tpra3uH-6-ui } heHon
5-(2-metui-1,3-okcazon-5-mn)-2-{3-[(2,2,6,6-reTpamMeTHNUIEPHIHH-4 -
win)amMuHo|-1,2 4-Tprazun-6-nn } peHoI
2-{3-[3-(Tper-OyTrnamuHo)-4-dproprupponuaus-1-mnl-1,2,4-rpuasus-6-
wi }-5-(1H-niupazon-4-un)peHnon
S-(mupumuanH-2-un)-2-{3-[(2,2,6,6-TeTpameTunnunepuaAnH-4-
nin)amuHo]-1,2,4-TpuasnH-6-un } peHon
5-(7-¢Top-1H-6en3umunazon-5-un)-2-{3-[metnn(2,2,6,6-
TeTpaMeTHINUIepuaAnH-4-mn)amuHo |- 1,2 4-rpuasuH-6-ui } hpeHon
5-(1-merun-1H-nupaszono[4,3-dmupumuaus-5-mn)-2-{ 3-[Metun(2,2,6,6-

TeTpaMeTHINUIepuaAnH-4-mn)amuHo |- 1,2 4-rpuasuH-6-ui f heHon
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5-(1H-nmpazon-4-nn)-2-[3-(3,3,5,5-reTpamermmunepasus- 1 -mn)-1,2,4-
TpuaszuH-6-mwi|heHon

5-(umupnazol 1,2-a]mupasns-6-un)-2-(3-{3-[(mponan-2-

HJT)aMUHO | THpponuanH-1-ui}-1,2,4-TprasuH-6-mm)deHon
2-(3-{[(35,45)-3-¢Top-2,2,6,6-TeTpaMe THIIUIIEPHIHH-4-1JI |AMUHO } -
1,2,4-tpuazun-6-mn)-5-(1-metni-1H-nupasono[ 3,4-b Jnupunun-5-
wi)heHo

5-(1-metun-1H-6en3umunazon-5-umn)-2-{3-[merun(2,2,6,6-
TeTPaMeTHITHIEPUANH-4-11)aMuHO |-1,2, 4-TprasuH-6-1 § heHon
2-(3-{[(35.,45)-3-meToKCH-2,2,6,6-TeTpaMe THINHIIC PUANH-4-1JT |aMIHO } -
1,2,4-tpuazus-6-un)-5-(1H-nupazon-4-wui)penon
2-(3-{[(35,45)-3-pTOp-2,2,6,6-TeTpaMe TUINUTIEPUANH-4-1JT [AMHHO } -
1,2,4-TpnaznH-6-un)-5-(2-metun-2H- 1,2, 3-tpuazon-4-un)deHon
2-(3-{[(35,45)-3-¢pTop-2,2,6,6-TeTpaMe TN PHIHH-4-1JI |AMUHO } -
1,2,4-tpuazun-6-mn)-5-(1,3-okcazon-2-mn)dpenon
5-(2-metun-1,3-okcazon-5-mn)-2-(3-{3-[(mponax-2-

WJT)aMHHO |[TUppouauH-1-un}-1,2,4-TpuasuH-6-ui)heHos
2-(3-{[(35,45)-3-pTOp-2,2,6,6-TeTpamMe THIINUIIEPUANH-4-1JT [aAMHHO } -
1,2,4-TpraznH-6-1n)-5-(6-MeTOKCUTHPIMUTUH-4 - 11T ) €HON
2-(3-{[(35,45)-3-dprop-2,2,6,6-TeTpaMe TUINUIIEPHU AU H-4-UJT [AMHHO } -
1,2,4-tpuazun-6-un)-5-(2-merun-2H-terpazon-5-un)penon
2-(3-{[(35,45)-3-¢pTop-2,2,6,6-TeTpaMeTHINIEPUIIH-4-1JI |AMUHO } -
1,2,4-tpuazun-6-un)-5-(1,2,4-Traauason-S-un)peHon
2-(3-{[(35,45)-3-meTOKCH-2,2,0,6-TeTpaME THIIUIIE PUAHH-4-
mi|(Metmn)aMuHo §-1,2,4-Tpuasus-6-un)-5-(1H-nupaszon-4-un)penon
5-(umunazo[ 1,2-b Jnupunasun-6-mi)-2-(3-{3-[(nponan-2-

HIT)aMUHO |upponuaus- 1-mi }-1,2,4-rpuasus-6-mn)dheHon
2-{3-[3-(meTtunamuHo)upponuaus-1-un|-1,2 4-tpuasun-6-mn} -5-(2-
meTtun-2H-1,2,3-rpuazon-4-un)denon
2-{3-[3-(merunamuno)nupponunus-1-mil-1,2 4-rpuaszun-6-wm }-5-(1-
meTui-1H-mupazon-3-wn)denon

2-(3-{3-[(2-meTmnmponmn)aMuHO |tupponuauH- 1-mwi } - 1,2, 4-Tpuasus-6-
mn)-5-(1H-mmpazon-4-nn)denon
(35,45)-4-({6-[2-runpokcu-4-(1H-iupason-4-un)pennn|-1,2,4-tpuazus-

3-un}amMuHO)-2,2,6,6-TeTpaMeTIIIIHIePHINH-3 -0
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2-[3-(7-metun-2,7-nuazacnupo[ 3.5 |HoHan-2-1mn)-1,2,4-TpuasuH-6-mi|-5-
299! (2-metun-1,3-okcazon-5-un)deHon
5-(7-¢Top-1-metun-1H-Gensumunazon-5-mn)-2-{ 3-[merun(2,2,6,6-
300! TeTpaMeTWIMUIIEPUANH-4-11)aMUHO |- 1,2, 4-Tpuasun-6-un } hpeHon
5-(6,7-mu¢rop-1H-6ensumunaszon-5-un)-2-{3-[merun(2,2,6,6-
301! TeTpaMeTUINUunepuanH-4-mn)amuno]-1,2,4-rpuasun-6-un } peron
5-(6,7-mudrop-1-mernn-1H-6ensumunaszon-5-mn)-2-{3-[merun(2,2,6,6-
302! TeTpaMeTWIUIIEPUANH-4-11)aMUHO |- 1,2,4-TpHasun-6-un } peHon
5-(8-merummumunasol 1,2-bmuprnasus-6-mn)-2-{ 3-[metnn(2,2,6,6-
303! TeTPaMeTHWIUIEPUANH-4-11)aMUHO |- 1,2, 4-Tpuasun-6-un } heHon
5-(8-meTokcunmunasol 1,2-b]mupunazus-6-mi)-2-{ 3-[mernn(2,2,6,6-
304! TeTpaMeTUINUNepuaAnH-4-mn)amuto]-1,2,4-rpuasun-6-un } peron
2-{3-[(2,2,6,6-TeTpameTHinunepuAnH-4-ua)aMuao |- 1,2,4-Tpua3zun-6-
305! un }-5-(1,2,4-tpuasus-6-mwi)peHon
2-{3-[(4a8,7aS)-oxrarunpo-6H-mmuppono[3,4-b jnupuanu-6-umnl-1,2,4-
306! TpuazuH-6-un}-5-(1H-nupazon-4-un)peHon
5-(1-metun-1H-nmpazono| 3,4-b Jnupunun-5-un)-2-(3-{3-[ (mponax-2-
307! Wi1)aMuHO Jmupponuant-1-un}-1,2,4-rpuazun-6-mi)peHon
5-(1,3-okcazon-2-un)-2-(3-{3-[(mpomaH-2-u)aMUHO [ THPPOTUANH-1 1111 } -
308! 1,2,4-TprasuH-6-1i)peHon
2-(3-{[(3S)-1-meTunmupponuauH-3 -1 |okcH § - 1,2, 4-Tpuasun-6-1mi)-5-
309! (1H-nupazon-4-un)beHon
2-{3-[(4a$,7aS)-1-meTunokrarugpo-6H-mmppoio[ 3,4-b [mupunuH-6-mn|-
310! 1,2,4-tpuasun-6-ui } -5-(1H-nupason-4-un)heHon
2-{3-[(4aS,7aR)-4-merunrexcaruaporuppono|3,4-b][ 1,4 Jokcazun-6(2H)-
311! wi|-1,2,4-rpuasun-6-un }-5-( 1H-rupazon-4-un)deron
2-(3-{3-[(okceran-3-un)amuHo [nupponunus- 1-un}-1,2,4-TprasuH-6-u)-
312 5-(1H-nupazo-4-un)deHon
5-(1-metun-1H-ninpazon-4-un)-2-(3-{3-[ (oxceran-3-
313 WiT)aMuHO [mupposuaui- 1 -ui §-1,2,4-tpuasun-6-wmn)eHo
5-(mpupasun-4-un)-2-{3-[(2,2,6,6-TeTpaMeTIITHIePUNH-4- 1T )aMIHO |-
314! 1,2,4-tpuasun-6-mi } peHo
5-[(mupunus-3-nn)amuso]-2-{3-[(2,2,6,6-TeTpaMeTHITHIIEpHUIUH-4-

315! uin)amuHo|-1,2,4-TpruasuH-6-1i } peHO
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316!

317t

318!

319!

320!

321!

3221

323!

3241

325

326!

3271
328!

3291

330!

3311

3321

3331

046152

2-(3-{3-[(1-¢pTop-2-MeTunnponan-2-mi)aMHHO |TUpPOTUAKH- 1 -1 } -1,2,4-
TpuasuH-6-mn)-5-( 1 H-mmupazon-4-un)penon
2-{3-[3-(3runamuno)nuppoauaus-1-mnl-1,2,4-tpuasun-6-mn }-5-(1H-
Hpas3on-4-mi)peHon
2-{3-[3-(aumeTrnamuHo)uppoIuauH-1-un|-1,2,4-rpuasun-6-un }-5-(1H-
Hpas3on-4-mi)peHon
5-(1-metun-1H-unnazon-5-ui)-2-{3-[(2,2,6,6-reTpame THINUTIEPUANH-4 -
win)amuHo|-1,2,4-TpuasuH-6-1i § peHo
2-{3-[3-(MeTunamuHO)IUppoNUAnH-1-un]-1,2 4-Tpuasus-6-un }-5-(2-
metun-2H-Terpason-5-nn)penon
5-(1-metun-1H-mupasono[ 3,4-b JnupuauH-5-n1)-2-{3-[(2,2,6,6-
TeTpaMeTiinunepuanH-4-mwi)amuHo |- 1,2 4-tpuasus-6-mi } peHon
2-(3-{[(35.,45)-3-¢Top-2,2,6,6-TeTpaMETIIIIHIIEPUANH-4 - FLIT ]AMITHO } -
1,2,4-tpuazun-6-un)-5-(1H-nupazon-4-un)deHorn
2-(3-{[(3R.4R)-3-dpTop-2,2,6,6-TEeTpaMeTHINUICPUANH-4- 1T |aMHUHO } -
1,2,4-tpuazun-6-un)-5-(1H-nupazon-4-un)deHorn
2-{3-[(3-pTOp-2,2,6,6-TeTpaMeTHNIUNIEpUANH-4-1T)aMuHO| - 1,2 4~
TpuasuH-6-un }-5-(2H-1,2,3-tpuazon-2-wi)peHon
2-(3-{3-[(3-MeTmnOoKCeTaH-3-1T)aMIHO |TUpPOIUAnH-1 -1 }-1,2 4-
TpuasuH-6-un)-5-(1H-upazon-4-ui)peHon
5-(4-metun-1H-nmunazon-1-um)-2-(3-{3-[(mponax-2-

WJT)aMHHO [ TUppouanH-1-un }-1,2,4-TpuasuH-6-ui)heHon
2-{3-[(3aR,7aR)-oxrarunpo-2H-muppono[3,4-c]mupunun-2-mn]-1,2 4-
TpuasuH-6-un }-5-(1H-mupazon-4-un)peHon

2-[3~(nunepasun-1-mn)- 1,2 4-rpuazun-6-mn|-5-(1H-nupazon-4-un)peHon
2-{3-[(35)-3-{[(2R)-1-PToprponan-2-ui |aMUHO } MTUPPOTHUIHH- | -1J1]-
1,2,4-tpua3us-6-nn}-5-(1H-mmpazon-4-nn)penon
5-(1-metun-1H-nHnason-5-mn)-2-(3-{3-[(mpomaH-2-

W1)aMuHO |upponuaus- 1-ui }-1,2 4-rpuasus-6-mn)peHo
5-(1H-umunazon-1-un)-2-(3-{3-[(mponaH-2-ui)aMHHO [ TUPPOTHANH- 1 -
un}-1,2,4-rpuasus-6-mwi)peHon
2-{3-[(3aR,6aS)-rexcarunponuppono|3,2-b|muppon-1(2H)-un]-1,2,4-
TpuasuH-6-un }-5-(1H-nupazon-4-un)dexon
2-(3-{3-[(2-ruopoKCcUITIIT ) aMUHO [TupponuanH-1-umn }- 1,2, 4-Tpuasun-6-

un)-5-(1H-nupazon-4-un)denon
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3341

335t

336!

3371

3381

3391

340!

3411

342

343

344!

3451

3461

3471

348!

3491

350!

046152

2-[3-(8-amuHO-2-0Kkca-6-a3acnupo| 3.4]okran-6-1mn)-1,2 4-TpuazuH-6-nil-
5-(1H-nupazon-4-un)denon

2-(3-{3-[(oxcan-4-un)amuHo [nuppoauauH-1-un}-1,2,4-rpuasun-6-mmn)-5-
(1H-npason-4-un)penon

2-(3-{3-[(1-meToKcUnponaH-2-mi)aMuHO [mupponuans-1-umn}-1,2,4-
Tpuasus-6-un)-S5-(1H-nupason-4-un)penon
2-[3-(rexcarunponuppoino|3,4-cuuppon-2(1H)-un)-1,2,4-tpuasus-6-un|-
5-(1H-nupazon-4-un)peHon
5-(4-pTop-1H-nupason-1-mn)-2-(3-{3-[(mpomnan-2-

WJ1)aMHUHO [upponuant-1-wmn }-1,2,4-rpuasun-6-wn)denon
2-[3-(1,7-nnazacnupo[4.4|HoHaH-7-un)-1,2 4-rpuazun-6-ui]-5-(1H-
nupazon-4-un)deHon

2-(3-{3-[(1-MeTUIHKIONPOIIIT)aMIHO |tupponuans-1-un}-1,2,4-
TpuasuH-6-un)-5-( 1 H-nmupaszon-4-wn)dhenon
2-(3-{3-[(1-meTOKCH-2-MeTHUITPOTIAH-2-HJT)aAMHHO | TUPPOTHINH- 1 -1 } -
1,2,4-tpuazus-6-un)-5-(1H-nupazon-4-wn)dheHon
5-(1-metun-1H-unnazon-5-un)-2-{6-[mernn(2,2,6,6-
TeTpaMeTHIIUIePUANH-4-11)aMuHO |- 1,2,4-Tprua3us-3-un } peHon
5-(1-merun-1H-nupason-3-un)-2-{ 6-[metnin(2,2,6,6-
TeTpaMeTHanunepuanH-4-un)amMuto |- 1,2, 4-rpuazus-3-mi f penon
6-(3-ruapokcu-4-{3-[metun(2,2,6,6-TeTpaMeTIIMTUIEPUANH-4 -
win)amMuHo|-1,2,4-tpuasun-6-un } penun)umuaasol 1,2-b Jnupunazun-8-
KapOOHHUTpPUI

2-(3-{[(3R,4S)-3-propnunepuauH-4-un JamuHO } - 1,2, 4-TpuasuH-6-mi)-5-
(1H-tmpazon-4-un)denon

2-{3-[(3R,4R)-3-meToKCU-4-(METHIAMUHO )IPPOIuAnH- 1 -1 ]-1,2 4-
TpuasuH-6-un }-5-(1H-nupason-4-nun)enon
2-(3-{(35)-3-[(nponan-2-un)amuso [nuppoauaus-1-un}-1,2, 4-rpua3us-6-
wn)-5-(1H-nupazon-4-un)denon

2-(3-{(3R)-3-[(mpoman-2-w1)amMuHo |nuppoauaut-1-mm } - 1,2, 4-rpuazus-6-
un)-5-(1H-nupazon-4-un)denon

2-(3-{3-[(Onuukio[ 1.1.1]nenran-1-un)amuHo |nupponuaus-1-un}-1,2,4-
TpuasuH-6-un)-5-(1H-mupaszon-4-wn)dhenon
2-{3-[3-(merunamuno)nuppoauaun- 1 -un|-1,2 4-rpuazux-6-mi }-5-(2-

MeTuiI-1,3-0Kkca3on-5-nin)peHon
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3511

3521

3531

3541

3551

356!

3571

3581

3591

360!

361!

362!

363!

364!

365!

366!

367!

046152

5-[8-(amunomermn)umunaszo| 1,2-bnupunasun-6-mn]-2-{3-
[meTun(2,2,6,6-Terpamerunnunepuann-4-mn)amuHo|- 1,2 4-Tpua3un-6-
w1} peHoa
5-(1,3-okcazon-2-un)-2-{3-[(2,2,6,6-TeTpameTHHIEpUANH-4 -

win)amMuHO |- 1,2, 4-Tpuasun-6-un } peHoI

2-[3-(6-okca-2,9-nuazacnupo[4.5 |nekan-2-un)-1,2 4-rpuazuH-6-mi|-5-
(1H-mpazon-4-ni)deHon

2-[3-(2,7-nuazacimpo[4.4HoHaH-2-wi)- 1,2,4-Tpuasun-6-un|-5-(1H-
mupason-4-un)heHosn

2-{3-[(3S5)-3-(Tper-Oy THnaMuHO))TuppoIUAKH- 1 -1i]-1,2,4-TpruasuH-6-

wn }-5-(1H-mupazon-4-wun)deHon

2-{3-[(3R)-3-(Tper-OyTriraMuHO )uppoauann-1-mnl-1,2,4-rpuasuH-6-

nn }-5-(1H-mmupazon-4-um)denon

2-{3-[3-(uMKIOTIeHTUIAMUHO )TUPPOTHANH- 1 -1 ]-1,2,4-TpuasuH-6-ui } -5-
(1H-mpazon-4-ni)denon

2-{3-[3-(meTunaMuHO) )uppouanH-1-mnl-1,2 4-rpuasus-6-un §-5-(1,3-
oKcas3oi-2-un)denon

5-(nmunaszol 1,2-a]mupasus-2-mn)-2-{3-[(2,2,6,6-TeTpaMeTHIIHIIe pH I IH-
4-nn)amuno]-1,2,4-TpuasuH-6-u } heHon

5-(umunaszol 1,2-a]mupuaus-2-nn)-2-{3-[(2,2,6,6-TeTpaMe THIIMUIIEPUANH-
4-un)amuno]-1,2,4-TpHazuH-6-11 } HeHOI
2-[3-(3-{[(npomnan-2-mn)amMuHO [MeTII } TUppOIHArH- 1 -1)-1,2,4-
TpuasuH-6-mi|-5-(1H-mupazon-4-unm)penon
2-(3-{3-[(4-meTmnokcan-4-wmn)amuHo Jnupponuaus- 1-mn}-1,2 4-rprazus-
6-nn)-5-(1H-niupason-4-nn)dpenon
2-{6-[3-(TpeT-OyTHaamMuHo)upponunus-1-un|-1,2,4-rpuasun-3-mn § -5-
(1H-mpazon-4-nn)denon

2-{3-[3-(meTunaMuHO )UppoIuAnH-1-nn]-1,2 4-rprazua-6-mumn }-5-[ 6-
(MeTmcy me aHIT) THPUMUAIH-4 -1 | SHO
2-{3-[3-(TpeT-OyTHnaMuHO))uppoauanH- 1 -un]-1,2 4-rpua3zun-6-wmi }-5-
(3-xn0p-1H-nupason-4-un)denon
4-(4-{3-[3-(Tper-OyTHnamMuHO)TupponuarH- 1-1i]-1,2,4-Tpra3uH-6-u } -
3-runapokcudenun)-1H-mupazon-3-kapOoHUTpUII
2-{3-[3-(tper-OyTramuno)nuppoauaus-1-un]-1,2, 4-rpuazun-6-mi }-5-

[1-(*H;)meTun- 1 H-niupason-4-un]beno
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368!

369!

370!

371!

372!

3731

3741

375!

376!

3771

378!

3791

380

381!

382

383

384

046152

3-(1-merun-1H-nupazon-3-mwn)-6-{3-[metun(2,2,6,6-
TeTpaMeTUInunepuIuH-4-un)amuno]-1,2,4-rpua3us-6-ui } Oenson-1,2-
U0

2-[3-(2,7-nnazactmupo[4.5 | nexan-2-un)-1,2,4-tpuasun-6-un)-5-(1H-
nupason-4-un)dexHon

2-[3-(rexcarunpomuppoio|[3,4-b lnuppon-5(1H)-un)-1,2,4-rprazun-6-umn]-
5-(1H-nupazon-4-un)peHon
2-(3-{3-[(3-ruapOoKCHITPONII )aMIHO |MUppOIHANH-1 -1 }-1,2,4-Tpraszun-
6-un)-5-(1H-nupazon-4-un)dheHon

2-[3-(3-{[(oxcan-4-m1)aMHUHO [METHI } TUPPOIUANH-1 -1i)- 1,2, 4-TpHasus-
6-un]-5-(1H-nupazon-4-um)dheHon
5-[1-(*H;)merun- 1 H-nupason-4-un]-2-{3-[(2,2,6,6-
TeTpaMeTuInunepuauH-4-mn)amuno]-1,2,4-rpuasun-6-mi j heHon
2-{6-[3-(tper-OyTrsiamuno)ynupponuaus-1-mil-1,2,4-rpuasus-3-mn } -5-
(3-¢prop-1H-nupazon-4-un)denon

2-{3-[3-(tper-OyTriIamuno )iupponunus- 1 -uinl-1,2,4-rpuasuH-6-un } -5-
(3-merun-1H-nupazon-4-un)denon

2-{3-[3-(tper-OyTriIamuuo )iupponuaus- 1 -unl-1,2,4-rpua3us-6-un } -3-
merokcu-S-(1H-nupazon-4-un)denon
2-(3-{[(35,45)-3-¢rop-2,2,6,6-TeTpaMeTHIIUTIEpUANH-4-1JT [AMHHO } -
1,2,4-rpuazun-6-un)-5-[ 1-(*H;)merwn- 1 H-niupazon-4-wui| peHon
2-{3-[(35)-3-(rper-Oy THnaMuno)muppoauaus-1-un)-1,2 4-rpuasun-6-

uin }-5-(3-¢grop-1H-nupazon-4-un)penon
2-{3-[(3R)-3-(Tper-OyTunamuuo)mupponuaus-1-unl-1,2,4-tpuasun-o6-
nn }-5-(3-¢prop-1H-nupazon-4-un)dpexon
5-[6-(meTrnamMuHO)IupUMUANH-4-1i]-2-{ 3-[3-
(MetunamuHo)uppoauaus-1-ml-1,2,4-tpuazuH-6-m1} GeHon
2-{3-[metnn(2,2,6,6-TeTpaMeTUNIHIIEpHIUH-4-1T)aMUHO] - 1,2,4-TprasuH-
6-un}-5-(1H-mnpasono[3,4-cluupuaun-1-um)peHon
2-{6-[metun(2,2,6,6-TeTpaMmeTHTUNEpUANH-4-11T)aMuHO |- 1,2, 4-TpuasuH-
3-un}-5-(nupuaun-4-un)denon
5-(7-¢Top-1H-unnaszon-5-un)-2-{3-[mernn(2,2,6,6-
TeTpaMeTHIMUNEPUANH-4-1n)aMuHO |- 1,2, 4-Tprasus-6-ui } peHon
2-{6-[meTun(2,2,6,6-TerpameTrinnunepuana-4-imn)amMuHo |- 1,2, 4-rpuasun-

3-un}-5-(mupuaus-3-mn)peHon
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3851

386!

3871

388!

389

390!

3911

3921

393

394

3951

396!

397

398

399!

400!

4011

046152

2-{3-[(3R,5S5)-3,5-numerunnunepasus-1-mn]-1,2,4-rpuasus-6-un } -5-
(nmmpasol[1,2-b]nmupunazus-6-nn)peron
2-(3-{3-[(uuKIOMeHTHIIAMUHO )METHI [MUppoNuauH-1-un } - 1,2, 4-Tpuasus-
6-m)-5-(1H-nmupason-4-um)denon
2-[3-([2,3'-Ounupponunun]-1'-un)-1,2,4-rpuazun-6-uin|-5-(1H-upasomn-
4-un)denon

5-(1H-nupazon-4-un)-2-{3-[3-({ [(mupunun-2-

WJT)METHIT |aAMHHO } METH ) TUpposiuanH- 1 -mi|- 1,2, 4-tpuazun-6-un } penon
2-[3-(3-amun0-3-MeTunnupponuaunn-1-mn)-1,2 4-rpuazun-6-mn]-5-(1-
metui-1H-nimpazon-4-un)denon

2-(3-{3-[(TpeT-Oy THIIAMUHO)METILI | TUPPONTUANH- 1 -1 } - 1,2, 4-Tprasun-6-
wn)-5-(1H-nupason-4-wun)peHon
2-[3-(3-{[(4-meTunoxcaH-4-m1)aMUHO [METHUI } TUPPONUANH-1-11)-1,2,4-
TpuasuH-6-mi|-5-(1H-upazon-4-um)dheHon
2-(3-{3-[(IMKIOTIPONMIAMHUHO )METHI [TUPPOTHAKH- 1 -1t } - 1,2, 4-TprasuH-
6-m)-5-(1H-mmupason-4-um)deHon
2-{6-[metun(2,2,6,6-reTpaMeTHINUIEPUIUH-4-11T)aMUHO] - 1,2 ,4-TpUa3uH-
3-mn }-5-(mupunuH-2-uin)peHon
5-(1-merun-1H-nmpasono[4,3-b]muprnus-5-mn)-2-{ 6-[metnn(2,2,6,6-
TeTpaMeTWIUIePUANH-4-11)aMIHO |- 1,2, 4-Tprasun-3-ui } peHon
2-[3-(3-{[(oxconan-3-m1)aMHHO |METHI } TUPPONUAUH-1-11)-1,2,4-
Tpuasus-6-mn|-5-(1H-mupazon-4-mwn)penon
5-(1H-nupaszon-4-un)-2-{6-[(2,2,6,6-TeTpaMmeTUITHIICPUAHH-4-
win)amuHo|-1,2,4-Tpuasus-3-mi } peHon
2-{3-[(3.5)-3-{[(oxcan-4-mn)aMuHO |MeTII } IuppoHauH-1-unl-1,2,4-
TpuasuH-6-ui }-5-(1H-nupazon-4-un)penon
2-{3-[(3R)-3-{[(oxcan-4-nn)amuao | MeTHI } IMppoNuauH-1-m1]-1,2,4-
TpuasuH-6-m1 }-5-(1H-nupazon-4-un)penon
2-{3-[(3R)-3-(uxnoOyTriaMuHO ) nupponauaus- 1 -un)-1,2,4-tpuasun-6-
un }-5-(1H-mmpazon-4-un)deron

2-{3-[(3.5)-3-(unknoOy TIIaMHHO \TUPpONUANHE- 1 -un]-1,2 4-Tpruasus-6-
nn }-5-(1H-nupason-4-un)dpenon
2-{6-[(2,2,6,6-TeTpameTinnunepuanH-4-mn)amuHo|-1,2,4-Tpuasus-3-

un}-5-(2H-1,2,3-rpuason-2-um)peHomn
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402

403!

4041

405!

406!

4071

408!

409!

410!

411

412

413!

414!

4151

416!

4171

046152

2-{6-[meTun(2,2,6,6-rerpamerunnunepuua-4-min)amuno|- 1,2, 4-Tpuasvu-
3-mn}-5-(mupuMuUINH-2-11)PEeHOoN

2-[3-(3-{[(3-¢pTopokcan-4-m)aMIHO |METHUI } TUPPOIUAHH- 1 -1n)-1,2,4-
TpuasuH-6-mi|-5-(1H-nupason-4-nun)deron
2-[3-(3-{[(okcaH-3-1)aMUHO |METHI } TUPPOTHANH- 1-1i)-1,2,4-TpHa3uH-
6-uin|-5-(1H-niupason-4-mn)penon

2-[3-(3-{[(8-okcaburukiio[ 3.2.1]JokTaH-3 -1 )aMUHO [METUJI } TUPPOTUAUH-
1-un)-1,2,4-tpuasun-6-un|-5-(1H-mupazon-4-mn)denon
2-{3-[(3R)-3-(unKkn00y THIAMHUHO TP PONUIUH- | -1i1]-1,2,4-TpHasun-6-
ni}-5-(1-merun-1H-npaszon-4-u)peHon
2-{3-[(39)-3-(uuka00yTHIaMHUHO))TUppOoIUArH-1-mi |- 1,2, 4-TprazuH-6-

un }-5-(1-metm- 1H-nupazon-4-un)deron
2-(3-{[(1R,35,59)-1,5-numerun-8-azaburmkio[3.2. 1 JokraH-3-
wi|(Metuin)amMuHo }- 1,2, 4-tpuasun-6-ui)-5-(1-metn-1H-nupazon-4-
uin)beHon

2-(3-{3-[(3,3-aupTOpUHKIONIEHTHT ) aMUHO JmuppotuauH-1-m }-1,2,4-
TpuasuH-6-un)-5-(1H-upason-4-un)denon
2-(3-{3-[(mumeTHIaMHUHO )MEe THIT |TUPPOIUANH- 1 -1 } - 1,2, 4-Tpuasus-6-
ni)-5-(1H-nupazon-4-un)denon
2-{6-[meTnn(2,2,6,6-TeTpaMeTinIIepUINH-4-1T)aMIHO |- 1,2,4-Tpua3us-
3-mn}-5-(mupumuanH-4-ui)peHon
2-{6-[merun(2,2,6,6-rerpamerunnunepunut-4-mwi)amuno]-1,2 4-rpuazus-
3-mn}-5-(mupasun-2-un)deHon
2-(3-{3-[(meTrnaMuHO )MeTHI |IUpPONUAnH-1 -1 } - 1,2, 4-Tpuasun-6-mi)-
5-(1H-nmpazon-4-un)dpenon

2-[3-(3-{ 1-[(mpoman-2-1)aMHHO |3TU } TUPPOTHANH- 1 -1n)-1,2,4-
TpuasuH-6-un]-5-(1H-upason-4-un)denon
2-(3-{3-[(uuKnOoOy THIIAMHUHO )METHII | TUPPOIUANH- 1 -1 } - 1,2, 4-TpHasun-
6-un)-5-(1H-nupazon-4-un)denon
2-(3-{3-[(uMKIO00y THIAMHHO )METHI |TUPPONUANH- 1 -1 }- 1,2, 4-Tprazun-
6-m)-5-(1-merun- 1H-nmupazon-4-u)pexHon
2-(3-{[(1R,35,59)-1,5-numerun-8-azaburmkio[3.2.1 JokraH-3-
wi|(MeTruin)amMuHo }-1,2,.4-tpuasun-6-uin)-5-(2H-1,2,3-tpuaszon-2-

win)beHon
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6-{3-[3-(TpeT-OyTriIaMUHO ) TUPPOTHAHH- 1 -1i]- 1,2, 4-TpuasuH-6-w §-2-
¢Top-3-(1H-nupazon-4-mn)peHon
5-(1H-mmupazon-4-nn)-2-{6-[(2,2,6,6-TeTpaMeTIINUIepUANH-4- T )OKCH] -
1,2,4-Tpuasus-3-un } heHon
2-(3-{3-[(3-pTopuuknonenTHI )aMIHO |mupponuauH-1-mn}-1,2,4-
TpuasuH-6-mn)-5-( 1 H-tmpazon-4-wmn)deron
2-[3-(3-{1-[(oxcaH-4-111)aMUHO | LUKJIOMPOITI } TUPPONUIUH-1-1m)-1,2 4~
TpuasuH-6-un|-5-(1H-mmupazon-4-um)peron
2-(3-{3-metun-3-[(mponaH-2-ui)aMuHO |mupponuaus- 1-un}-1,2,4-
TpuasuH-6-mn)-5-(1-metnn- 1 H-nupazon-4-um)peHon
2-{6-[(3-¢rop-2,2,6,6-TeTpameTinnunepuauH-4-mn)amuHo|-1,2,4-
TpuasuH-3-un }-5-(1H-mupason-4-nm)dexHon
5-[1-(*Hs)metun-1H-nupaszon-4-un]-2-{6-[(2,2,6,6-
TeTpaMeTHIITUIepUINH-4-1)aMiHO |- 1,2, 4-Tprasus-3-ui } peHomn; u
2-(3-(metmn(2,2,6,6-TeTpaMeTIIIIUIIEpUANH-4- T )aMHHO)- 1,2 4-TpHa3uH-

6-un)-5-(5-merun- 1H-nmpaszon-4 -un)denodn.
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Jpyroit acnekr coeauHenust ¢popmysl (I) mmm dopmynsr (II) mpeacraBnsier coboil coeqMHEHNE HITH €r0
COJIb, BBIOPAHHYIO M3 TPYIIIBI, COCTOSIIEH H3:
Coen. Hassanmne

5-(5-metun-1,3-okcazon-2-mn)-2-{ 3-[metun(2,2,6,6-TeTpaMeTHIITUNIEPUTHH-
1 4-un)amuHo]-1,2, 4-Tpuasun-6-mui } peron ruagpodpomun
5-(6-meTokcunmupuMHuANH-4-11)-2-{ 3-[MeTun(2,2,6,6-
2 TeTpaMeTUInuIepuanH-4-uin)aMuHo|- 1,2,4-rpuasun-6-nn } penona popmuar
5-(2-meTokcunupuanu-4-uin)-2-{3-[merun(2,2,6,6-reTpaMeTHANUNEPUANH-4-
3 nn)amuHo|-1,2,4-tpuazus-6-1n } pexon popmuar
5-(3-metun- 1H-mmupazon-4-mn)-2-{ 3-[metmn(2,2,6,6-TeTpaMeTHINUTIC U HH-
6 4-nm)amuno]-1,2,4-Tpuaszun-6-un } peson popmuar
5-(4-metun-1H-umunason-1-nn)-2-{3-[merun(2,2,6,6-
TeTpaMeTHUIINUIePUANH-4-1T)aMUHO |- 1,2,4-Tprasun-6-1i } heHo
10 TUAPOXJIOPUL
5-(1H-nupazon-4-um)-2-{3-[(2,2,6,6-TeTpamMeTHIITUNEPUIH-4-1IT)OKCH |-
11 1,2,4-Tpuasun-6-1j } PeHOI TUTHIPOXIOPHLT
5-(3-¢Top- 1H-nupazon-4-mn)-2-{ 3-[merun(2,2,6,6-TeTpaMeTHIMUICPHIIH-
12 4-un)amuHo]-1,2,4-TpuasuH-6-wui } peHoa aurpudropaierar
5-(1H-nupazon-4-un)-2-{3-[(2,2,6,6-TeTpamMeTninunepuauH-4-mi)aMuHo |-
13 1,2,4-Tpuasun-6-1j } PeHOI TUTHIPOXIOPHLT
5-[1-(H;)metwn- 1H-miupasomn-4-unl-2-{3-[ metun(2,2,6,6-
TeTpaMeTUIHITePUANH-4-1T)aMUHO |- 1,2, 4-TprasuH-6-11 } peHomn
14 JUATAIPOXIIOPUL
2-{3-[metun(2,2,6,6-rerpameTiinunepuna-4-un)amuno]- 1,2 4-rpuasun-6-
15 ni }-5-(1H-tupazon-4-mn)GeHon rTuapoxaopus
5-(1-metun-1H-mupaszon-4-mn)-2-{ 3-[metmn(2,2,6,6-TeTpaMeTHIHATIC U HH-
16 4-un)amuHo]-1,2,4-Tpua3uH-6-1i} PeHoa QUrHaPOXIOPUI
5-(3-¢rop-1-merun-1H-nupazon-4-un)-2-{3-[metnn(2,2,6,6-
TeTpaMeTUIHITePHANH-4-HT)aMuHO |- 1,2 4-Tpra3uH-6-11 } peHomn
18 TUIPOXJIOPUL
2-{3-[merun(nunepuaun-4-un)amuto|-1,2,4-rpuasun-6-un } -5-(1H-nupaszon-
19 4-num)heHon qUrHAPOXIIOPHL
2-{3-[merun(munepuaus-3-un)amuHo]-1,2 4-tpuasun-6-ui} -5-( 1H-nupazon-
20 4-mn)(peHON TUTHAPOXIIOPUL
2-{3-[metun(2,2,6,6-rerpameTiinunepuanH-4-mn)amMuno]- 1,2 4-rpuasuH-6-

23 nn}-5-(2-metnn-2H-1,2,3-tpua3on-4-1mm)heHon ruapoxIopun
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2-{6-[meTun(2,2,6,6-TeTpaMeTIIIHNIEpUANH-4-1T)aMHAHO |- 1,2, 4-Tprua3uH-3-
uin }-5-(1H-niupazon-4-un)penon ruapodpomun
4-(3-runpokcu-4-{3-[metni(2,2,6,6-TeTpaMeTHINUIIE PUAHH-4- 1T )aMHHO |-
1,2,4-tpuazun-6-un j pennn)-1,3,5-TpuasuH-2-01 AUTUAPOXIIOPUA
5-(4-¢prop-1H-umunazon-1-un)-2-{3-[merui(2,2,6,6-TeTpaMeTHINMUIIEPUANH-
4-mn)amuno]-1,2,4-TpuasuH-6-1n } GEHOT AUTHAPOXIOPUT
2-{3-[metun(2,2,6,6-reTpamMernnnunepuaiH-4-mi)amMuno]- 1,2,4-rpuasus-6-
un }-5-(3-metun-1H-1,2 4-tpuazon-1-un)deHon ruapoxaopun
2-{3-[(1-merunmunepuauH-4-mn)amuno]-1,2,4-rpuasun-6-nn }-5-(1H-
Upasosi-4-m)(HheHoI TPUTHAPOXIOPUL
5-(4-metokcu-1H-nupazon-1-um)-2-{3-[Metnn(2,2,6,6-
TeTpaMeTUIIHIIEPUANH-4-UT)aMuHO]- 1,2, 4-TpruasuH-6-ui } peHon
JUTHAPOXIIOPU
5-(3-xnop-1H-nupazon-4-un)-2-{3-[metmn(2,2,6,6-reTpaMmeTHInUNepUANH-
4-um)amuHo]-1,2,4-TpruasuH-6-nn } GeHOT THAPOXIOPH
2-{3-[metun(2,2,6,6-TeTpaMeTHITUIIepUAHH-4- 11 )aMIHO |- 1,2, 4-Tpra3nH-6-
w }-5-(1,3-Trazon-2-1n)heHon ruapoxIopua
5-(4-xnop-1H-umunazon-1-mn)-2-{3-[meti(2,2,6,6-TeTpaMeTHINUIIEPUANH-
4-un)amuno]-1,2,4-TpuazuH-6-mi } HEHOI AUTHAPOXIOPHL
2-{3-[metun(2,2,6,6-reTpamernnnunepuainH-4-mn)amuno]- 1,2, 4-rpuasus-6-
wi }-5-(mupunasuH-4-mn)GeHoN TUrHAPOXIOPUL
5-(6-metunnupunasus-4-mn)-2-{ 3-[mernin(2,2,6,6-TeTpaMeTIINUIepUI U H-4 -
wi)amMuHO|-1,2, 4-TprasuH-0-11 § GeHON TUTHAPOXIOPUL
2-{3-[meTun(2,2,6,6-rerpamerninunepuanH-4-mn)amuHo]-1,2,4-tpuazux-6-
wn}-5-(1-metun-1H-1,2,4-tpuason-3-un)deHon turuapoxnopus
2-{3-[metun(2,2,6,6-TeTpameTninunepuanH-4-uia)aMmuHo|- 1,2, 4-tpuazus-6-
wn}-5-(2H-1,2,3-tpuaszon-2-mn)peHon JUruapoxaopus
2-{3-[metun(2,2,6,6-reTpamernnnunepuaint-4-mn)amuno]- 1,2 4-rpuasun-6-
i }-5-(1,2,4-trapnazon-5-nn)deHon ruipoxIopUs
2-{3-[metun(2,2,6,6-reTpamernnnunepuainH-4-mn)amuno]- 1,2 4-rpuasun-6-
un}-5-(3-merun-1,2,4-tnaguaszon-5-un)eHon ruapoxIopua
2-{3-[(3-¢pTop-2,2,6,6-TeTpamernanunepuuna-4-un)(merumn)amuno]-1,2,4-
TpuasuH-6-mi } -5-(1H-mupazon-4-mn)peron quruapoxiopus
1-[1-(3-runpokcu-4-{3-[meTuin(2,2,6,6-TeTpameTHINUIepUANH-4-1IT)aMUHO |-

1,2,4-tpua3un-6-un  pennn)- | H-nupazon-4-unsran- 1-on auruapoxmnopun
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2-{3-[merun(2,2,6,6-TeTpameTunnunepuInH-4-mn)amMuno]- 1,2, 4-tpuasuH-6-
wn }-5-(4-metun-2H-1,2, 3-tpuazon-2-un)HeHos TUrnapoxaopua
2-{3-[merun(2,2,6,6-TerpameTunnunepuanH-4-nn)amMuto]- 1,2, 4-tpuasux-6-
un }-5-(mupuanH-2-un)beron Gopmuar
5-(3-¢prop-1H-nupazon-4-un)-2-{3-[(2,2,6,6-reTpamerrinunepuant-4-
un)okcu]-1,2,4-rpuaszun-6-ui } HeHoI IUruApOXIOPHL
5-(3-¢rop-1H-nupazon-4-mm)-2-{3-[(2,2,6,6-TeTpamerrinunepuanH-4-
un)aMuHo |- 1,2, 4-TpuasuH-6-1n } GeHON TPUTHAPOXIIOPHA
5-(2-metun-1,3-okcazon-5-mn)-2-{ 3-[mernin(2,2,6,6-TeTpaMe THIUITEPUTTH-
4-un)amuno]-1,2,4-TprasuH-6-un } PeHoa THAPOXIOPULT
5-(1-metun-1H-umunazon-4-uin)-2-{ 3-[merni(2,2,6,6-
TeTpaMeTwInunepuIuH-4-min)amuHo |- 1,2,4-rpuazun-6-ui } peHon
TUAPOXIIOPUL

5-(1-merun-1H-mmpason-3-uim)-2-{ 3-[meTnin(2,2,6,6-TeTpaMeTHITUIIEPU I UH-
4-nn)amuHo]-1,2,4-Tpua3uH-0-11 § pEHOT THAPOXIOPULT
2-(3-{[(1R,35,55)-9-merun-9-azabunukio[3.3. 1 Jnonan-3-unlamuno }-1,2 4-
TpHasuH-6-ui1)-5-(1H-nnpazon-4-un)deHon iuruapoxiopun
2-{3-[merun(2,2,6,6-TeTpameTunnunepuanH-4-nn)amMuso]- 1,2, 4-tpuasux-6-
i }-5-(1H-1,2 4-rpuazon- 1-mwn)heHon Auruapoxaopua
5-(umupaszol1,2-alnupasun-6-mi)-2-{3-[mernn(2,2,6,6-
TeTpaMeTWINUIePUIUH-4-11)aMuHO |- 1,2,4-Tpua3uH-6-ui  peHon
TUAPOXIIOPUL

5-(5-meTmn-1,3,4-okcanuaszon-2-mn)-2-{ 3-[metnin(2,2,6,6-
TeTpaMeTminunepuanH-4-un)amuHo]-1,2,4-rpuasun-6-ui j pexon
TUAPOXIIOPHUL
2-{3-[(2,6-numeTnnnunepuans-4-mn)okcu]-1,2,4-rpuasun-6-un }-5-(1H-
mUpa30J-4-mi)(heHON AUTHAPOXTIOPH
2-{3-[meTun(2,2,6,6-TerpamerunnunepuanH-4-nn)amMuno]-1,2,4-tpuazun-6-
wn }-5-(mupunasus-3-mwi)dpeHon GopMuar
2-{3-[merun(2,2,6,6-TerpamerunnunepuaH-4-nn)amMuno]-1,2,4-tpuazux-6-
un }-5-(nmupumuanH-5-mn)deHon popMuar
5-(4-merokcu-1,3,5-rpuasun-2-un)-2-{3-[mernin(2,2,6,6-
TeTpaMeTminunepuant-4-un)amuHo]-1,2,4-rpuasun-6-ui j pexon

JUTHAPOXJIOPUNT
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5-(1H-umugason-1-nn)-2-{3-[Metin(2,2,6,6-TeTpamMeTHINHIepUIHH-4-
uin)amMuHo|-1,2,4-Tpuasun-6-ui } HeHoN TUrHAPOXIOPUT
1-(3-runpokcu-4-{3-[mernn(2,2,6,6-reTpaMeTHIIIUIIEPUANH-4-HJT)aMHHO |-
1,2,4-tpuasun-6-un } pernn)- 1 H-nmupaszon-4-on guruapoxnopun
2-{3-[merun(2,2,6,6-TeTpaMeTHINUNEPUIH-4-11)aMUHO |- 1,2,4-TpraszuH-o-
nin }-5-(1,3-okca3om-5-1mt)(heHON THAPOXIIOPUL

5-(umunasol 1,2-b]mupunasun-6-un)-2-{3-[metnin(2,2,6,6-
TeTpaMeTUINHUIEPUANH-4-11)aMuHO |- 1,2, 4-Tpruasun-6-ni } peron
TUAPOXIIOPHUL
5-(4-¢prop-1H-nupasomn-1-un)-2-{3-[mernn(2,2,6,6-TeTpaMeTHIINMUIIEPU AN H-
4-pn)amuno]-1,2,4-TpuazuH-6-mi } peHoa JUrHIPOXIIOPUA
5-(4-metun-1H-mupason- 1-mn)-2-{3-[merun(2,2,6,6-reTpamMeTUITHIIE P HH-
4-um)amuno]-1,2,4-rpuaszun-6-un } GeHON JTUrHAPOXIOPU
2-[3~(2,7-nuazacnupo[3.5HoHaH-7-un)-1,2,4-Tpuasun-6-un)-5-(1H-nupazon-
4-myn)(heHON AUTHAPOXIOPHT
2-[3-(2,7-nuazacnupo[3.5]HoHan-2-un)-1,2,4-rpuasun-6-ni]-5-(1H-nupazon-
4-n)eHon TUrHAPOXJIOPUT
5-(1H-unpaszomn-5-un)-2-{3-[merun(2,2,6,6-reTpamMeTHINUIEPUANH-4-
win)amuHo|-1,2,4-Tprasun-6-ui } HeHON QUrHAPOXIOPU
2-{3-[merun(2,2,6,6-TeTpaMeTUNMHUNIEPUINH-4-11)aMUHO |- 1,2,4-Tprasun-6-
un }-5-(4-autpo-2H-1,2,3-tprazon-2-mn)dheHon JTUrHaApOXIOPUT
5-(1-umkonponui-1H-nupazon-4-un)-2-{3-[merun(2,2,6,6-
TeTpaMeTIINUNEPUINH-4-11)aMuHO |- 1,2,4-Tpraszun-6-ui } peHon
TUAPOXIIOPUL

2-{3-[metun(2,2,6,6-TeTpameTHanunepuant-4-un)amuHo]- 1,2,4-tpuasus-6-
win }-5-(mupumuans-4-mn)penon Gopmuat
4-{3-[metun(2,2,6,6-TeTpamMeTHIANUIEpUANH-4- 11 )aMUHO]- 1,2, 4-TprnasuH-6-
wi}[1,1'-6udpenun]-3,4'-nuon Gopmuar
6-{3-[meTun(2,2,6,6-TeTpaMeTHNMTUIepUINH-4-111)aMIHO|- 1,2, 4-TpHasuH-6-
W1} XUHOJTUH-7-0J1 THAPOOPOMIT
5-(1H-nupason-3-un)-2-{3-[(2,2,6,6-TerpamernanunepuanH-4-1uia)oKcu] -
1,2,4-Tpuasun-6-ui}peHon gurpudropaunerat
5-(1-metun-1H-nupason-3-nn)-2-{3-[(2,2,6,6-Terpamerrinunepuant-4-

win)okcu]-1,2,4-tpuasus-6-mn j peron Tpudropanerar
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2-[3-(2,6-nuazacnupo[3.5]Honan-2-un)-1,2,4-tpuasun-6-uil-5-(1H-upason-
4-un)peHon TUruaApOXIOpUa
2-[3-(2,6-nuazacnupo[3.4]okTan-6-un)-1,2,4-rpuasun-6-un|-5-(1H-nupa3zon-
4-un)peHon TUruaApOXIOPUa
2-{3-[merun(2,2,6,6-rerpamernmnunepuans-4-uia)amMuao]-1,2,4-tprasun-6-
nn }-5-(1H-nupason-3-un)peHon Tpudroparerar
5-(5-¢propnupumunun-2-un)-2- {3-[merun(2,2,6,6-reTpaMeTHINIUISPUAUH-4 -
nin)amMuHo |- 1,2 4-TpuasuH-6-1i } PeHOI THAPOXIOPUT
2-[3-(1-meruin-1,7-nuazacnupo| 3.5 |HoHaH-7-un)-1,2,4-puaszus-6-un|-5-(1H-
nUpaso-4-wi)(peHO JUTHAPOXIOPU
2-{3-[(35)-3~(merunamuHo)nuppoauaus-1-unl-1,2,4-rpuazus-6-un } -5-(1H-
nupa3oi-4-un)peHosa JUrHIpOXIOPUL
2-{3-[(75)-7-amuno-5-azacnupo[2.4]renran-5-un|-1,2,4-tpua3un-6-m } -5-
(1H-nnpazon-4-uin)peHoa AMruApOXIOpUL

2-{3-[(8aS)-rexcarunponuppono[ 1,2-a]nupazun-2(1H)-un]-1,2,4-tpuasus-6-
nn }-5-(1H-nupason-4-un)heHon AUrnapoxIopu
2-{3-[(3aR,6aR)-1-meTunrexcaruaponuppouo|3,4-bJnuppon-5(1H)-un]-
1,2,4-tpuasus-6-un } -5-(1H-nupazon-4-mn)beHona AUTHAPOXIOPHA
2-[3-(2,6-nuazacnmpol[3.3|rentan-2-un)-1,2,4-rpuazun-6-mn|-5-(1H-
mUpPaso-4-mi)(heHO JUTHAPOXIOPU
2-{3-[meTun(2,2,6,6-rerpamermnnunepuauni-4-uin)amMuno |- 1,2, 4-rpuazun-6-
un}-5-(5-merun-2H-rerpazon-2-un)deHon quruapoxiopun
2-(3-{[(2R,4s,65)-2,6-myvTrnnunepunud-4-wn Jokcu - 1,2, 4-Tpua3us-6-ui)-
5-(1H-niupazon-4-un)peHon tpudropaierar
2-{3-[(2,2,6,6-TeTpameTHinunepuaHH-4-1n)amuHO |- 1,2, 4-Tpruasun-6-un }-5-
(2H-1,2,3-Ttpuazon-2-un)heHon JUrHAPOXIOPHL
2-{3-[(2,2,6,6-TeTpameTinunepuauH-4-un)okcu]-1,2,4-rpuazun-6-umn } - 5-
(2H-1,2,3-Tpuazon-2-un)heHosn ruapoxIopun
5-(6-xnopnupunasus-3-mn)-2-{3-[metni(2,2,6,6-TeTpaMeTHINUIESpUIUH-4 -
nin)amMuHo|-1,2,4-Tpua3uH-6-ui } PeHOI THAPOXIOPUT
5-(1-metun-1H-nupason-5-un)-2-{3-[metun(2,2,6,6-TeTpaMeTHIIUIIEPUTUH-
4-un)amuHo]-1,2,4-TpuasuH-6-1i} PeHon QUruapoXIopua
2-{3-[(3-¢TOp-2,2,6,6-TeTpaMeTUNUIIEPUIH-4- 1T )aMUHO |- 1,2,4-Tpra3uH-

6-un }-5-(1H-nipason-4-un)peHon AUruapoxIopun
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2-{3-[6-(mmTunamnuHo)-3-a3abunnkno[3.1.0]rekcan-3-un]-1,2,4-tpuazun-6-
wi }-5-(1H-miupazon-4-uim)peHon ruipoxaopus
5-(5-meTunmupuMUInH-2-11)-2-{ 3-[MeTun(2,2,6,6-TeTpaMe THINMH e PUITH-
4-un)amuno]-1,2,4-TpruasuH-6-mi } GEeHOT THAPOXIOPUL
5-(4-meTunmupuMHAnH-2-1)-2-{ 3-[MeTnn(2,2,6,6-TeTpaMeTHIHIICPU AN H-
4-un)amuno]-1,2,4-TpruasuH-6-1n } GEeHOI THAPOXIOPUA
5-(2-xnoprupuMuIH-4-11)-2-{ 3-[ MeTun(2,2,6,6-TeTpamMeTHINUIe pUITH-4 -
un)aMuHo|-1,2,4-Tpua3un-6-un } GeHon ruAPOXIOpUa
2-{3-[metun(2,2,6,6-TeTpaMeTIINUIEePUANH-4-11)aMIHO - 1,2 4-TpHa3uH-6-
wn }-5-(1H-miupazono[3,4-b Jrupunun-5-un)penon Gopmuar
5-(3-xmop-1H-1,2,4-tpuazon-1-um)-2-{3-[metnn(2,2,6,6-
TeTpaMETHITTHITEPUIUH-4-UIT)aMUHO |- 1,2, 4-TpHasuH-6-ui } heHon
JUTHIPOXJIOPUL
6-(3-rugpokcu-4-{3-[merun(2,2,6,6-TeTpaMeTHIIUIICPUIUH-4-1JT)aMHHO | -
1,2,4-Tpra3uH-6-1i } PeHUN )T PUAA3HH-3 -0 THIPOXJIOPUT
1-[1-(3-runpoxcu-4-{3-[MeTin(2,2,6,6-TeTpaMeTHINUIEPU ITH-4 - HJT)aMHHO |-
1,2,4-tpuasus-6-un  pennn)- 1 H-umunason-4-un|stan-1-oH AUTHAPOXIOPUA
5-(2,8-numernnumunasol 1,2-bnupunazun-6-mn)-2- { 3-[merun(2,2,6,6-
TeTpaMETHIITHITEPUIUH-4-UIT)aMUHO |- 1,2, 4-TpHasuH-6-ui } peHon
IOUTHIPOXJIOPUL

5-(2-metunumunasol 1,2-bmupunaszun-6-un)-2-{3-[merni(2,2,6,6-
TeTpaMeTHITHITEPUIUH-4-1IT)aMUHO |- 1,2,4-Tpra3snH-6-un } penon
IOUTHIOPOXJIOPUL

2-{3-[meTun(2,2,6,6-TeTpaMeTHINUIePUIHH-4-11)aMHHO |- 1,2, 4-Tpuasun-6-
uin }-5-(2-merun-2H-terpa3on-5-un)peHoa AUruApoXIOpUa
6-(3-runpokcu-4-{3-[merun(2,2,6,6-TeTpaMeTHIIUIICPUTUH-4-1JT)aMHHO | -
1,2,4-tpuasun-6-un } penun)-3 -merunnupuMuanH-4(3H)-on auruapoxnopun
5-(3-runpoxcu-4-{3-[meTun(2,2,6,6-TeTpaMeTHIIMUIIC PHIUH-4 - FJT)AMHHO | -
1,2,4-tpuasus-6-1n } pennn)-2-mernnnupunasus-3(2H)-on auruppoxnopun
2-(3-{3-[(npoman-2-ua)amMuHO |nuppoIHarH- 1 -1 } - 1,2, 4-Tpua3un-6-mn)-5-
(1H-nupazo;i-4-ui)peHon rugpoxaopus
2-[3-(2,7-nuazactmpo[3.5[HoHaH-2-mi)-1,2,4-Tprasun-6-un|-5-(3-¢prop-1H-
rpazos-4-mn)(HeHoN AUTHAPOXIOPUL
2-{3-[meTun(2,2,6,6-TerpaMeTHinunepuguH-4-uin)amMuto |- 1,2,4-rpua3un-o-

un}-5-([1,2,3]rpuazonol 1,5-a]mupuans-5-ui)eHoa AUTHAPOXIOPHA
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5-(3-¢rop-1H-nmupazon-4-un)-2-{3-[(3aS,7aR)-1-merunokraruapo-SH-
nuppodo[3,2-cluupunus-5-un|-1,2,4-Tpuaszun-6-mi § eHoN AUTHAPOXIOPHT
2-{3-[meTmn(2,2,6,6-TeTpaMeTHINHIIEpUINH-4- 1T )aMUHO |- 1,2, 4-Tpua3uH-6-
nn }-5-(tetpasono[ 1,5-a]nupuans-7-ui)heHon JUrHapoxXaopun
5-(4-¢prop-1H-nupazon-3-un)-2-{3-[metun(2,2,6,6-TeTpaMe THIMUICPUANH-
4-un)amuno]-1,2,4-tpuasun-6-un j penon Tpudropauerat
2-(3-{3-[(amamanTaH-1-un)amuHo [mupponuanH- 1-un }-1,2,4-rprasuH-6-mi)-
5-(1H-nmupason-4-mn)penon qurpudropanerart
2-{3-[mernn(2,2,6,6-TeTpamMeTHINHIIEPUANH-4-111)aMUHO |- 1,2, 4-Tprua3suH-6-
un }-5-(SH-mupposno[2,3-b]nupasun-2-nn)peron popmuat
2-(3-{3-[(amamanTaH-2-1)1)aMIHO |UppOIUAnH-1 -1 }-1,2,4-Tprasud-6-1m)-
5-(1H-nupaszon-4-un)peHon aurpudropauerar
2-(3-{3-[(3,5-numerunanamanrtas-1 -un)amuno [nupponuan-1-mi}-1,2,4-
TpuasuH-6-w1)-5-(1H-nupaszon-4-un)denon purpudropanerar
5-[4-(runpoxcumernn)- 1 H-nupazon-1-mn]-2-{3-[merun(2,2,6,6-
TeTpaMeTHIIUIEePUANH-4-1T)aMUHO |- 1,2, 4-Tpuasun-6-mi } peHon
TUAPOXJIOPUL
2-{3-[(3aR,4R,6a5)-4-(aMMeTUIAMHUHO)reKCaruAPOLUKIIONEHTa[ C [Tuppo-
2(1H)-un]-1,2,4-tpuasun-6-un } -5-(1H-nupazon-4-ui)heHos AUTHAPOXIOPU I
5-(1-metun-1H-umunaso[4,5-b]mupuaun-5-nun)-2-{3-[metnn(2,2,6,6-
TeTpaMeTwInunepuauH-4-miamuto|- 1,2, 4-rpuazun-6-un  peron
THAPOXIIOPUTT

2-{3-[(3aR,4S,6aS)-4-amuHorekcarunpouukonental ¢ [muppoa-2(1H)-wun]-
1,2,4-tpuasun-6-un }-5-( 1H-nupazon-4-mn)deHon Auruapoxiopun
2-[3-(5-metunoxraruapo-2H-muppono| 3,4-cJmupunun-2-mn)- 1,2, 4-rpuasus-
6-mn|-5-(1H-tiupazon-4-un)peHon Turuapoxaopun
2-{3-[(3aR,4S,6a85)-4-(numeTnIaMIUHO)reKCaruIpoLMKIIONEHTa[ C | TUppoJI-
2(1H)-un]-1,2,4-rpuasun-6-un}-5-(1H-nupason-4-mm)deHon IuruapoxIopun
3-amuHO-6-(3-runpokcu-4-{3-[metnn(2,2,6,6-TeTpaMe TUIIIHIIEPUIH-4-
W1)aMUHO |- 1,2, 4-TpHa3uH-6-11 } heHu)-4-MeTHIIMUP U UH-2-0J1
JUTUPOXIIOPHA

5-(2,7-numerun| 1,3 Jokcazono[ 5,4-b Jnupunun-5-un)-2-{3-[metnn(2,2,6,6-
TeTpaMeTHIIHIEPUANH-4-1T)aMHUHO|- 1,2, 4-Tprua3uH-6-un } GeHox

audopmuar
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5-[4-(runpokcumern)-2H-1,2 3-tpuazon-2-un)-2-{3-[metnn(2,2,6,6-
TeTpaMeTUNunepuaAnH-4-nn)amuHo |- 1,2, 4-rpuazuH-6-un } heHon
TUPOXJIOPHUA

2-{3-[metun(2,2,6,6-rerpamerminunepuant-4-un)amuno]- 1,2, 4-rpuasun-6-
un }-5-(3-metun-3H-[1,2,3 Jrpuazono[4,5-b]nupunun-5-un)dpenon
TUAPOXJIOPUA

2-{3-[3-(Tper-OyTHnamMuHO)uppoauauH-1-uinl-1,2 4-rpuasun-6-ni}-5-(3-
¢rop-1H-nupazon-4-un)heHon rTuapoxIopu
2-{3-[3-(TpeT-OyTHiamMuHo))mupponuant-1-uil-1,2,4-rprasun-6-mui }-5-(1-
metui- 1 H-riupason-3-um)deHon tpudropanerat

5-(1-meTtun-1H-mupasomno| 3,4-bnupunun-5-un)-2-{ 3-[merun(2,2,6,6-
TETPaMETUITTHIIEPUANH-4-UT)aMHHO] - 1,2, 4-TpuasuH-6-ui } peHoa popmuat
5-(1-metun-1H-unnason-5-un)-2-{3-[metun(2,2,6,6-reTpaMeTINHIICPUIHH-
4-un)amuno]-1,2,4-TpuasuH-6-un j peHoa popMuat
2-{3-[meTun(2,2,6,6-rerpamerunnunepuant-4-un)amuno]-1,2,4-tpuasun-o6-
wi }-5-(tetpaszono[ 1,5-b]nupraazun-6-un)heHoa AUTHAPOXIOPUL
5-[6-(runpokcumMeTn) TUpUMUAANRH-4-111]-2-{ 3-[MeTn(2,2,6,6-
TETPaMETUITTHIIEPUANH-4-UT)aMHUHO] - 1,2,4-TpruasuH-6-u1 } peHon
THAPOXIIOPULT
2-[3-(2,9-nuazactipo[S.5]yHnekan-9-un)-1,2,4-rpuasun-6-un]-5-(1H-
THPa30I-4-min)HeHoN TUTHAPOXIOPUT
2-[3-(2,8-nuazacmpol4.5]nexan-8-mn)-1,2,4-rpuasun-6-mn]-5-(1 H-mmupasoin-
4-un)peHon TUruapOXIOPUL
2-[3-(2-merun-2,9-auazacnupol[ 5.5 lynnekan-9-un)- 1,2, 4-rpua3un-6-un)-5-
(1H-nupazon-4-mn)peHon JUrHAPOXIOPUL
2-[3-(2-metun-2,8-auasacnupo[4.5|nexan-8-un)-1,2,4-rpuasus-6-un-5-(1H-
ipason-4-ni)deHon TUruapoXIopus
2-{3-[meTun(2,2,6,6-TeTpaMeTIumunepuaAnH-4-11)aMuH0 |- 1,2, 4-Tpra3ng-6-
wi }-5-(1H-iupasono[3,4-cJnupuaus-5-un)peron Gopmuar
2-{3-[meTun(2,2,6,6-rerpamermnnunepuant-4-nn)amuxo]-1,2,4-tpuasun-o-
ui }-5-(xunonun-0-mn)deHon Tpudropanerar
2-{3-[meTun(2,2,6,6-rerpamerunnunepuant-4-un)amuno|- 1,2, 4-rpuasun-6-
un}-5-(1-metun-1H-[1,2,3 tpuasono[4,5-b Jnupunus-5-un)denon

THIAPOXJIOPUIT
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2-{3-[3-(Tper-OyTunamuno)nupponunun-1-mil-1,2,4-rpuasun-6-un }-5-(1H-
umuga3on-1-wi)dpenon qurpudropanerar
5-(2H-1,3-6en30a10KCcOI-5-11)-2-{ 3-[ MeTun(2,2,6,6-
TeTpaMeTIIMUIepUIHH-4-1n)aMuHo |- 1,2 4-TpruasuH-6-u } GeHom
JUTHIAPOXJIOPUA
5-(3-¢rop-1H-nupazon-4-un)-2-3-{[(3R,4R)-3-prop-2,2,6,6-
TeTPaMeTIITUIePUIUH-4-1IT|aMUHO } - 1,2, 4-TprasuH-6-1u)heHom
JUTHIPOXJIOPHL

2-(3-{[(25)-2-amunonpornun |(merun)amuHo } - 1,2, 4-tpuazun-6-wmn)-5-(1H-
MHPa30Ji-4-11)(PEeHON TUTHAPOXIIOPHT

5-(5-¢rop-1H-nupazon-4-uin)-2-{ 6-[metnn(2,2,6,6-reTpaMeTHINUIIEPUIHH-
4-um)amuno]-1,2,4-Tpuaszud-3-mi } GeHoN THAPOXIOPHI
2-{3-[(3aR,4R,6a5)-4-(TpeT-Oy THIaMHHO)reKCarupoOLUKIONeHTa[ ¢ [nupposn-
2(1H)-un]-1,2,4-rpuazun-6-mn }-5-(1H-nupaszon-4-un)peHon AMruapoxIopua
2-{3-[meTnin(2,2,6,6-TeTpameTrnmnunepuaut-4-nn)amuno]-1,2,4-rpuasun-6-
nn }-5-(1H-nupaszono[3,4-bJnupazun-5S-un)denon popmuar
2-{3-[meTmn(2,2,6,6-rerpamerimunepuaua-4-mn)amuso]- 1,2, 4-tpuasun-6-
nin }-5-(1H-nupazono[4,3-d nupumunun-5-un)penon Gopmuar
5-(1-metun-1H-nupazon-4-nn)-2-{ 6-[mernn(2,2,6,6-reTpaMeTHINUIEPUIH-
4-un)amuno]-1,2,4-rpuasun-3-ui } peHoa ruapoxIopun
2-{3-[3-(Tper-OyTrunamuHo)nupponuaus-1-uinl-1,2,4-rpuasun-6-um }-5-(4-
MeTwi- | H-umunaszon- 1-un)dpenon nurpudropanerar
5-(1-metun-1H-nupasono[4,3-b Jnupuaun-5-mn)-2-{3-[mernn(2,2,6,6-
TeTpaMeTHINunepuanH-4-miamuno]-1,2,4-rpuasun-6-ui } eHon popmuar
5-(1-metun-1H-mapason-4-mm)-2-{3-[(2,2,6,6-TeTpaMeTHINMIIepuIHH-4-
nmin)amuno]-1,2,4-Tpuasus-6-ui } peHox ruapoxIopun
5-(1-metun-1H-6en3orpuazon-5-un)-2-{3-[metmn(2,2,6,6-
TeTpaMeTHInunepuanH-4-mn)amMuto]-1,2,4-rpuasun-6-ui } peHon
TUAPOXIIOPUL
2-{3-[3-(Tper-OyTunamuso)nupponunus-1-unl-1,2,4-rpuasun-6-umn }-5-(1-
metwi- | H-mupaszon-4-un)denon rugpoxmopusn
5-(1-metun-1H-nupazon-4-un)-2-(3-{3-[(mponax-2-n)aMuHO | TUPPOIH U H-
1-un}-1,2,4-tpuasun-6-ui)heHon ruapoxIopyua
2-{3-[3-(Tper-OyTunamuHo)nupponuaus-1-uinl-1,2,4-rpuasun-6-um}-5-(2H-

1,2,3-tpuazon-2-1mn)GeHos ruapoXIOpH

-67 -



205

206

207

208

209

210

211

212

213

214

215

216

217

218

219

220

221

046152

2-{3-[3-(MeTunamuHo)mupponuans-1-uil-1,2,4-rpuasus-6-mn } -5-(1-metun-
1H-mmpazon-4-mn)heHon rHapOXIOpHI
2-{3-[4-(Tper-6yTunamMuno)munepuaus-1-un]-1,2,4-tpuasus-6-un }-5-(1H-
nupas3o-4-un)deHon Tpudropaterar
2-{3-[3-(Tper-OyTrnamMmuHo)upponuanH-1-mil-1,2.4-rpuasun-6-mn } -5-
([1,2,3]rpuazonol[ 1,5-a]nupuans-5-nn)deHon TuruapoxIopusn
2-{3-[3-(TpeT-6yTrUnamMuHO)Hpponuaus-1-un)-1,2,4-rpuasun-6-un } -5-(1-
metui- 1 H-unnazon-5-un)peHon nuruapoxaopun
2-{3-[3-(Tper-OyTrnamMuHo)nupponuanH-1-mnl-1,2 4-rpua3zun-6-w } -5-
(nupumMuIUH-2-11)(HEHOT AMTHAPOXIOPHL
2-{3-[3-(TpeT-OyTHIIamMuHO)upponuaAnH-1-nn]-1,2,4-rpuazun-6-mn } -5-(2-
merun-2H-1,2,3-tpuazon-4-un)GpeHoa AUTHAPOXIOpHA

2-{3-[3-(TpeT-6y TramMmuHO)upponuanH-1-mnl-1,2,4-rpuazun-6-un } -5-(2-
metun-2H-terpason-5-un)deHon quruapoxiopusn
2-{3-[3-(TpeT-OyTrNamMuHO)unepuauH-1-unl-1,2 4-tpuasun-6-ni}-5-(1H-
npasoin-4-un)peHon tTpudropanerar

5-(1-meTwi- 1H-upazon-3-wmn)-2-(3-{ 3-[ (mponaH-2-1in)aMHHO TP POTHIHH-
1-un}-1,2,4-rpuasuH-6-1i)QEeHoN ruapOXIOpUL
4-(4-{3-[3~(Tper-OyTunamuHo)nupponuaus-1-uil-1,2,4-rpuasun-6-un} -3-
ruapokcudpenmn)-1-metunnupunus-2(1H)-on rugpoxnopun
2-{3-[3-(TpeT-6yTrnamMuno)mupponuaus- 1-unl-1,2,4-rpuasun-6-un }-5-(1-
metun-1H-[1,2,3]tpuasono[4,5-b nupuaun-5-un)beHon ruapoxaopus
6-(4-{3-[3-(Tper-OyTrnaMuno ) nupponuaus- 1-nnl-1,2 4-rpuasus-6-mn }-3-
ruapokcudenmn)-3-metunupumuana-4(3H)-on runpoxiopun
2-{3-[3-(Tper-OyTrnamMuHO)upponuanH-1-nnl-1,2,4-rpuazun-6-umn } -5-(6-
METOKCUITUPUMUANH-4-11)deHon nurpudropaunerar
2-{3-[3-(MeTunamuHo)muppoauaus-1-uil-1,2,4-rpuasun-6-un }-5-(2H-1,2,3-
Tpua30J-2-ui)(peHON TPUTHIPOXIOPHULT
5-(4-¢rop-1H-nupazon-1-un)-2-{3-[3-(MeTunamMuHo )nupponuanH- 1-mi|-
1,2,4-tpuasun-6-1i } HeHOT TPUTHAPOXIOPUL
5-(1H-umunason-1-mn)-2-{3-[3-(MeTrnamuHO )TuppoauauH-1-mnl-1,2,4-
TpHa3HH-6-1I1 } PEHOT TPUTHAPOXIOPUL

2-{3-[3-(Tper-OyTrUnaMuHO) mupponuauH-1-un|-1,2,4-rpuasun-6-un §-5-(1-

metun-1H-mupasono[ 3,4-b]mupuan-5-mwi)peHoa AMruapoxXIopua
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5-(1-metmn-1H-mmupazono[3,4-cmupuann-5-mn)-2-{ 3-[Metnn(2,2,6,6-
TeTpaMeTHINHIIepUAnH-4-11)aMuHO|- 1,2, 4-TprasuH-6-ui } peHon
JUTUZIPOXIIOPUA

2-[3-(7-metun-2,7-nuazacnupo[ 3. SJHoHaH-2-un)- 1,2, 4-Tpuazus-6-mn]-5-(1-
metui- 1 H-unpazon-5-un)penon rpudropanerar
2-[3-(7-merun-2,7-nuazacnupo| 3.5 |HoHau-2-ui)-1,2,4-rpuazus-6-mn]-5-(1-
metui- | H-tiupazono[ 3,4-b mupunun-5-un)penon tpudropanerar
2-[3-(7-metun-2,7-nuazacnupo[ 3. S|HoHaH-2-un)- 1,2, 4-Tpuazus-6-mn]-5-(1-
metui- 1 H-nupazon-4-un)dpenon tpudropauerat
4-[3-ruppokcu-4-(3-{3-[(mponan-2-ui)aMuHO |nupponuaus-1-nn}-1,2,4-
TpuasuH-6-wn)denun |- 1 -merunnupunus-2(1H)-on runpoxnopun
2-[3-(7-merun-2,7-nuazacnupo[ 3. S|HoHaH-2-un)-1,2,4-TpuazuH-6-un]-5-(4-
metui- 1 H-umuazon-1-un)peHon ruapoxiopun
5-(4-¢rop-1H-mupason-1-un)-2-[3-(7-merun-2,7-nuazacnupo| 3. 5JHoHaH-2-
un)-1,2,4-tpuazun-6-m |peHoN THaPOXIOPHL
5-(4-¢rop-1H-umupazon-1-nn)-2-[3-(7-merun-2,7-guazacnupo[ 3. S|HoHaH-2-
un)-1,2,4-tpuasun-6-mi|HeHos THAPOXIOPHUI
5-(1H-umunason-1-un)-2-[3-(7-metn-2,7-auazacrupol 3.5 [HoHaH-2-ui)-
1,2,4-Tpra3uH-6-mi]heHos ruapoxIopus

2-[3-(7-metun-2,7-nuazacnupo| 3.5 JHonan-2-un)-1,2,4-tpuazun-6-unl-5-(2H-
1,2,3-Tpua3os-2-min)eHos ruapOXIopu

2-[3-(7-merun-2,7-nuazacnupo[ 3.5 |HoHau-2-ui)-1,2,4-rpuaszus-6-mi]-5-(1-
Mmetun-1H-upason-3-nn)deHon runpoxnopun
6-[3-runpokcu-4-(3-{3-[(ponan-2-ui)amuHo Jnuppoauaus- 1-un}-1,2,4-
TpuasuH-6-mn)denun|-3-merunnupuMmuanH-4(3H)-on rugpoxnopun
5-(5-¢rop-1H-mupason-4-un)-2-(3-{3-[(mponan-2-uia)aMuHO [nHpPOIUIUH- 1 -
nn}-1,2,4-TpuasuH-6-mi)peHos ruapoXIOpua
5-(2-metnn-2H-1,2,3-rpuazon-4-nn)-2-(3-{3-[(nponan-2-

WIJT)aMUHO Jnupponuans-1-nn}- 1,2 4-Tpuasus-6-ui)peHos rupoxaopus
2-(3-{3-[(mponaH-2-un)aMuHO |nuppoauaAns-1-un}-1,2,4-rpuasus-6-un)-5-
(1,2,4-tuanuazon-5-mn)peHos ruapoXIOPHI
2-(3-{[(33,4S5)-3-¢pTop-2,2,6,6-TeTpaMeTminunepuanH-4-uilamuso } - 1,2 4-
TpuasuH-6-min)-5-(1H-umunazon-1-un)denon guruapoxiopun
2-(3-{[(3S,45)-3-Top-2,2,6,6-TeTpamMe THIIHNIEPUAHH-4-1IT |aMuHO } - 1,2,4-

TpuaszuH-6-mn)-5-(4-metun-1H-umunazon- 1-un)deHon Auruapoxaopusn

-69 -



240

241

242

243

244

245

246

247

249

250

251

252

253

254

256

257

046152

5-(4-¢rop-1H-umunazon-1-um)-2-(3-{[(35,45)-3-prop-2,2,6,6-
TeTpaMeTHINUIepUANH-4-1i1]aMuHo } - 1,2, 4-Tpruasun-6-ui)peHon
IUTHAPOXJIOPHA

4-{3-runpokcu-4-[3-(7-merun-2,7-nuazacnupo| 3.5 Jnonan-2-un)-1,2,4-
TpuasuH-6-ui|dennn }-1-merunmupuans-2(1H)-on ruapoxnopun
2-[3-(7-merun-2,7-guazacnupo( 3.5 JHoHaH-2-nn)- 1,2,4-Tpuazun-6-ni]-5-(2-
metun-2H-1,2 3-rpuazon-4-un)denon Tpudroparerar
5-(6-metokcunupuMuanH-4-mn)-2-[3-(7-metun-2,7-auazacnupo| 3.5 |HoHaH-
2-un)-1,2,4-rpuazus-6-un|deHon aurpudropanerar
2-[3-(7-metun-2,7-guazacnupo| 3.5 |HoHaH-2-mn)- 1,2 4-TprasuH-6-nm|-5-
(mupumuayH-2-nn)penon TpudTopanerart

2-[3-(7-merun-2,7-nuazacmupo| 3.5 Juonan-2-mn)- 1,2, 4-rpuazus-6-mn|-5-(1H-
1,2,3-tpuazon-4-un)penon rpudTopaterat
6-[4-(3-{[(3S5,4S)-3-Prop-2,2,6,6-TeTpamMeTHINHIIEPUANH-4- 1T |AMHHO } -
1,2,4-tpuasun-6-muin)-3-runpoxcud ennn]-3-merunnupumuans-4(3H)-on
IUTHAPOXJIOPUA
2-(3-{[(3S5,45)-3-¢prop-2,2,6,6-TeTpameTrnnunepuauH-4-uilamuHo } - 1,2, 4-
TpuasuH-6-mn)-5-(1H-1,2,3-rpuazon-4-um)dheHon AUruapoXIOpua
2-(3-{[(35,45)-3-¢pTop-2,2,6,6-TeTpameTrnnunepuaus-4-uilamuHo } - 1,2, 4-
TpHuaszuH-6-11)-5-(nmuaasol 1,2-b nmupuaasuH-6-ui)peHon JUruapoxiopug
2-{3-[3-(tper-OyTunamuno)mupponuant-1-unl-1,2 4-rpuazus-6-un }-5-(1,3-
0KCca30J-2-m)(peHo rHAPOXIOPUA

2-[3-(7-metun-2,7-nuazacrnupo| 3. 5 JHoHaH-2-mn)- 1,2, 4-tprasun-6-mi]-5-(2-
metun-2H-Terpazon-5-nn)denon tpudropanerar
2-[3-(7-merun-2,7-auazacnupo| 3. S JHoHaH-2-nn)- 1,2, 4-tpuasun-6-nial-5-(1,3-
okca3of-2-mn)deHon tpudroparerar
5-(1-merun-1H-nupason-3-mn)-2-{3-[(2,2,6,6-rerpamMernanunepuant-4-
uin)aMuHo]-1,2,4-Tpuasus-6-un } penon Gopmuar
5-(6-metokcunupuMuanH-4-mn)-2-{3-[(2,2,6,6-rerpamMmeTuanunepuauH-4-
un)aMuHo]-1,2,4-Tpuasus-6-un } penon opmuar
5-(umunaso[1,2-b]nupunasun-6-un)-2-[3-(7-metun-2,7-
nrasacniupo[3.5]HoHaH-2-mn)-1,2,4-TpuasuH-6-mi|genon Tpudroparerar
S-(umupnazo[ 1,2-a]nupasun-6-un)-2-[3-(7-metun-2,7-nuazacmupo| 3.5 [HoHaH-

2-un)-1,2,4-rpuasuH-6-un]HeHoa ruapoxXIopua
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2-(3-{3-[(nponan-2-un)amuHo Jnupponuans-1-wun } - 1,2, 4-rpuasuH-6-um)-5-
(1H-1,2,3-tpuason-4-un)denon aurpudropamerar
5-(2-metun-2H-tetpason-5-un)-2-(3-{3-[(nmponaH-2-w)aMUHO | TP PO IVH-
1-un}-1,2,4-tprazuH-6-mn)denon Tpudroparerar
2-(3-{[(35,45)-3-prop-2,2,6,6-TeTpameTunnune puanH-4-mn Jamuno }-1,2,4-
TpuasuH-6-1m)-5-(1-meTnn- 1 H-nnnazon-5-mn)peHon Auruapoxiopun
2-(3-{[(35,45)-3-prop-2,2,6,6-TeTpameTinnune puanH-4-mi Jamuno }-1,2,4-
TpuaszuH-6-1)-5-(1-mernn-1H-nupazoin-3 -un)deHon aurugpoxiopusn
2-[3-(3,5-mumeTnnnunepa3us- 1 -mn)-1,2,4-rpuaszua-6-ui|-5-( 1 H-nmupazon-4-
ni1)QeHoI JUTHIPOXIOPHUT

2-[3-(3,5-aumernunnunepasun- 1 -mn)-1,2 4-rpuazus-6-un|-5-(1-metun-1H-
MHpPa3oI-3-1w1)GeHo TUIPOXITOPUL
2-(3-{3-[(nponan-2-ui)aMuHO | IUppoIHAnH- 1 -1} - 1,2 4-TpuasuH-6-mr)-5-
(2H-1,2,3-Tpuazon-2-un)eHosn ruapoxaopus
5-(6-metokcunupumuanH-4-nn)-2-(3-{3-[(mponan-2-

HJT)aMHHO |MuppoiuAnH-1-1m1}-1,2,4-Tpruasun-6-ui)geHon rugpoxiopun
5-(2-metun-2H-1,2,3-tpuazon-4-un)-2-{3-[(2,2,6,6-reTpameTHIANUNIEPHINH-
4-un)amuuo]-1,2,4-rpuasun-6-un } GeHoT AUTHIPOXIOPUA
5-(2-metun-2H-Tetpason-5-nn)-2-{3-[(2,2,6,6-TeTpaMeTHINUNEPHIMH-4-
nin)amuHo - 1,2 4-TprasuH-6-nn } peHon AUruapoXIopUa
5-(6-metokcunupumuanH-4-mn)-2-{ 3-[ 3-(MeTUnaMIHO ) TUPPOTUIUH- 1 -1J1]-
1,2,4-tpua3un-6-un j peHon qurpudropanerat
2-{3-[3-(merunamuno)nuppoiuaus-1-nil-1,2,4-rpuasun-6-un }-5-(1,2,4-
THAIUA301-5-1iT)(pEHON TUTHAPOXIOPU
2-{3-[3-(merunamuno)nuppoauaus-1-uil-1,2,4-rpuasun-6-mun }-5-
(nupumMuIuH-2-11)QEeHoN AUTHAPOXIOPUA
2-{3-[3-(merunamuno)nupponuaut-1-mnl-1,2,4-tpuasun-6-ui }-5-(1-mMeTun-
1H-mmupazono| 3,4-b Jnupuaus-5-mi)heHOa TUrHAPOXIOPU
2-[3-(7-metun-2,7-auazacmupo[ 3.5 JHoHaH-2-mn)-1,2,4-Tpuasun-6-mn|-5-
(1,2,4-ruanuaszon-5-un)denon rpudropanerar
5-(1H-numupasorn-1-mn)-2-{3-[(2,2,6,6-TeTpaMe THIIHIIepUANH-4 -1 )aMHHO |-
1,2,4-tpua3uH-6-ui} peHos ruapoxIopua
5-(4-metun-1H-umunazon-1-un)-2-{3-[(2,2,6,6-reTpamerunnunepuut-4-

nin)amuHo|-1,2 4-TprazuH-6-ni } peHon THAPOXIOpUa
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5-(4-¢rop-1H-umunazon-1-nn)-2-{3-[(2,2,6,6-TeTpaMeTHIIIUIIEpUANH-4-
win)amMuHo|-1,2,4-TpuasuH-6-u } peHoa ruapoxXIopus
5-(4-¢rop-1H-nupaszon-1-nn)-2-{3-[(2,2,6,6-TeTpamerminunepuant-4-
win)amMuHo|-1,2,4-TpuasuH-6-u } peHoa THIAPOXIIOPU
5-(2-metun-1,3-okcazon-5-mn)-2-{3-[(2,2,6,6-TeTpaMeTHINUIEPUANH-4-
un)amMuHO |- 1,2, 4-Tpra3zuH-6-11 } eHOT THAPOXIOPHS
2-{3-[3-(Tper-OyTrnamuHo)-4-propruppoaunus-1-un]-1,2,4-rpuasus-6-
ui}-5-(1H-nupazon-4-un)deHon ruapoxiopua
S-(mupumunuH-2-un)-2-{3-[(2,2,6,6-TeTpaMeTHINUIIEpUANH-4- 1T )aMHHO |-
1,2,4-tpuasun-6-ui}penon popmuar
5-(1H-nupazon-4-un)-2-[3-(3,3,5,5-rerpamernnnunepasus-1-mn)-1,2,4-
TpUa3HH-0-MT|QEeHOT AUTHAPOXIOPHL

5-(umunazol 1,2-aJnupasus-6-mn)-2-(3-{3-[(mponas-2-

UT)aMUHO [TUpponuaus-1-mi } - 1,2 4-Tpuasu-6-ui)GeHol THAPOXIOPUL
2-(3-{[(35,45)-3-¢pTop-2,2,6,6-TeTpameTHIUNE pUANH-4- 1 |aMuHO } - 1,2 4-
TpuasuH-6-mi)-5-(1-metun-1H-upasono| 3,4-b | mupuans-5-um)peHon
IUTHAPOXIIOPUL
5-(1-meTun-1H-6en3umunazon-5-un)-2-{3-[mernn(2,2,6,6-
TerpaMeTmwinunepunua-4-mi)amMuso|-1,2,4-rpuasun-6-mn } peron hopmuar
2-(3-{[(35,45)-3-pTop-2,2,6,6-TeTpame THINUNIE pUANH-4- 1 |amuHO } - 1,2, 4-
TpuasuH-6-mn)-5-(2-metnn-2H- 1,2 3-tpuason-4-un)peron tpudropanerat
2-(3-{[(35,45)-3-¢pTop-2,2,6,6-TeTpameTHNUNE pUANH-4- 1 |aMuHO § - 1,2 4-
TpuasuH-6-mi)-5-(1,3-okxcazon-2-mn)denon TpupTopaueTat
5-(2-metun-1,3-okcazomi-5-mn)-2-(3 - { 3-[ (mponaH-2-11)aMUHO | TP PONTU AN H-
1-mn}-1,2,4-TpruasuH-6-mi)eHon rupoxIopua
2-(3-{[(35,45)-3-¢prop-2,2,6,6-TeTpameTrinunepunnH-4-milamuHo } - 1,2,4-
TpHA3HUH-6-1T)-5-(6-MeTOKCUITUPUMHUANH-4-1T)(pEHON TpUdTOparierar
2-(3-{[(35,45)-3-pTop-2,2,6,6-TeTpame THINUNIE pUANH-4- 1 |amMuHO } - 1,2 4-
TpuasuH-6-m1)-5-(2-mMetnn-2H-Terpason-5-mn)peron Tpudropanerat
2-(3-{[(35,45)-3-dprop-2,2,6,6-TeTpame THIITU NI PUANH-4- 1T |aMUHO } - 1,24~
TpuasuH-6-un)-5-(1,2,4-ruaauazon-5S-un)denon tpudropaneTat
2-(3-{[(35,45)-3-meToKCcH-2,2,6,6-TeTpaMETUIITHIIEPUTIH-4 -
wi|(merwn)amuHo }-1,2,4-tpuasun-6-un)-5-(1 H-nmupazon-4-un)denon

JUTUAPOXJIOPUL
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5-(umupaso[ 1,2-b Jnupunazun-6-mn)-2-(3-{3-[ (mponan-2-

WT)aMUHO [mupponunus-1-mn}-1,2,4-Tprua3uH-6-ui )P eHos THaApOXIOPU
2-{3-[3-(MeTunamMuno)mupponuans-1-mil-1,2,4-tpuasun-6-mn }-5-(2-metun-
2H-1,2,3-tpuazon-4-u)peHon TuruapOXIOpua
2-{3-[3-(meTunamuno)mapponuaus-1-mnl-1,2,4-tpuasun-6-mn }-5-(1-metun-
1H-nupazon-3-un)heHon AUruapoXIopua

2-(3-{3-[(2-meTunmpomnui)aMuHO JnupponuanH-1-un} - 1,2, 4-Tpruasus-6-nmn)-
5-(1H-nipazon-4-un)heHon JUrHapoXIopu

(35,45)-4-({ 6-[2-runpokcu-4-(1H-nupazon-4-un)penunn]-1,2,4-tpuasun-3-
W1} aMUHO)-2,2,6,6-TeTpaMeTIIIIHIEPUIIH-3 -0 AUTHAPOXIOPHA
2-[3-(7-metun-2,7-nuazacnupo| 3.5 |HoHaH-2-1n)- 1,2, 4-TprasuH-6-un]-5-(2-
MeTui-1,3-okcaszon-S-un)peHon Tpudroparerar
5-(7-prop-1-merun-1H-0ensumunazon-5-mn)-2-{3-[merun(2,2,6,6-
TeTpaMeTUIIHIEePUANH-4-11)aMuHO |- 1,2, 4-Tpuasun-6-un j peron Gopmuar
5-(6,7-nudrop-1H-0ensumunazon-5-mn)-2-{3-[merun(2,2,6,6-
TeTpaMEeTUIITUNEPUANH-4-1T)aMUuHO |- 1,2, 4-Tpuasun-6-un } peHon popmuar
5-(6,7-nudrop-1-mernin-1H-6en3uminaszon-5-mn)-2-{3-[meruin(2,2,6,6-
TeTpaMEeTUIITUNEPUANH-4-1T)aMuHO |- 1,2, 4-Tpuasun-6-un } penon Gpopmuar
5-(8-metnnumunasol 1,2-b Jnupunasun-6-un)-2-{ 3-[mernn(2,2,6,6-
TeTpaMeTUIIHIEePUANH-4-n1)aMuHO |- 1,2, 4-Tpuasun-6-un } peron Gpopmuar
5-(8-meToxcunmunasol 1,2-bmupunasun-6-un)-2-{3-[mermn(2,2,6,6-
TeTpaMeTUIIUIePUANH-4-11)aMuHO |- 1,2, 4-Tpuasun-6-un j peron Gpopmuar
2-{3-[(2,2,6,6-TeTpamMeTUNIIHIIEPHANH-4-1T)aMHUHO |- 1,2, 4-TpHua3uH-6-1i }-5-
(1,2,4-rpuazun-6-un)denon TpudTopanerat
2-{3-[(4aS§,7aS)-okrarunpo-6H-nuppono[3,4-b Jnupunun-6-un]-1,2 4-
TpuasuH-6-m} -5-(1 H-nupaszon-4-mm)deron auruapoxiopun

5-(1-metmi- 1H-mmapazono[3,4-b Jmupunun-5-nn)-2-(3-{3-[(mpomas-2-
HIT)aMUHO [muppostuant- 1 -u } - 1,2, 4-TpuasuH-6-ui ) eHoN THAPOXIOPUL
5-(1,3-okcazon-2-un)-2-(3-{3-[ (mponaH-2-1i)aMUHO |THPPOTUANH- 1 -1 } -
1,2,4-Tpua3uH-6-ui)heHon TuAPOXIOPUL
2-(3-{[(3.)-1-meTmnnupponuaus-3-mnokcw } - 1,2,4-tpraszun-6-uin)-5-(1H-
nupaso-4-mi)(eHo TUAPOXIOPHU
2-{3-[(4aS,7aS)-1-merunokrarunpo-6H-mupposno[ 3,4-b Jnupuaus-6-mn|-

1,2,4-tpua3un-6-un } -5-(1H-nupazon-4-mi)peHod TPHrHApOXIOpU]
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2-{3-[(4aS,7aR)-4-meTunrexcaruapomnuppoo|3,4-b][ 1,4]okcazun-6(2H)-m]-
1,2,4-tpuazun-6-m }-5-(1H-riupazon-4-mi)deHoa TpUruapoxiopus
5-(mupunasun-4-mn)-2-{3-[(2,2,6,6-reTpaMe THIITHIIEP U A UH-4-FLT) AMHHO |-
1,2,4-Tpua3un-6-1wi } peHoa popmuar
5-[(mupuaun-3-mn)amuno]-2-{3-[(2,2,6,6-rerpaMernanunepuauH-4-
nin)amuHo |- 1,2,4-Tpuasun-6-un } peHon popmuat
2-(3-{3-[(1-¢pTop-2-MeTrnnponaH-2-1i)aMIHO [mUpponuanH- 1 -un }-1,2,4-
TpuasuH-6-un)-5-(1 H-nupazon-4-un)peHon rugpoxiopus
2-{3-[3-(3Tunamuuo)nupponuaus- 1-mil-1,2,4-rpuasun-6-mn } -5-(1H-
nupaszos-4-un)PeHon TUruapoXIoPHus
2-{3-[3-(numernnamuno)nuppoaunus-1-unl-1,2,4-rpuasus-6-un }-5-(1H-
nupaszos-4-uwi)peHon TUruapoOHOaH
5-(1-metun-1H-unnazon-5-mm)-2-{3-[(2,2,6,6-reTpameTnnnunepuana-4-
ui1)aMuHO |- 1,2,4-TprasuH-6-1 } HeHON TPUTUAPOXIOPUT
2-{3-[3-(MeTmnaMuHO )P pOaHAnH- 1 -1n)- 1,2 4-TprasuH-0-mi }-5-(2-MeTui-
2H-TeTpa3o-5-mi)peHos TPUruaApOXIOPUI

5-(1-metun- 1H-mmupaszono| 3,4-b Jnupunnn-5-ni)-2-{3-[(2,2,6,6-
TeTPaMeTUIMHIePUANH-4-1)aMuHO |- 1,2 4-Tpra3suH-06-11 } peHOT
TPUTUAPOXIIOPUL
2-(3-{[(35,45)-3-PpTop-2,2,0,6-TeTpaMe THINIMIIE pUANH-4 -1 [aMUHO } - 1,2, 4-
TpuasuH-6-m1)-5-(1H-nupazon-4-nn)peHon AuruapoxIopun
2-(3-{[(3R,4R)-3-Prop-2,2,6,6-TeTpaMe TIITUIe pUAUH-4- 1T |aMHHO } - 1,2, 4~
TpuasuH-6-m1)-5-(1H-nupazon-4-nn)peHona AUruapoxIopus
2-{3-[(3-¢pTOp-2,2,6,6-TeTpameTIIIINIIEpUANH-4-1T)aMuHO |- 1,2, 4-TprasuH-
6-mn}-5-(2H-1,2,3-Tpuazon-2-mn)peHon AUTHAPOXIOPHS
5-(4-metun-1H-nmupnazon-1-mm)-2-(3-{3-[(mponan-2-

WIT)aMUHO [mUppoTuaAnH-1-mi }- 1,2, 4-TprasuH-6-1)Q eHoN THAPOXIOpHS
2-{3-[(3aR,7aR)-oxrarunpo-2H-muppono[3,4-c Jmupuans-2-un]-1,2 4-
TpuasuH-6-m1 }-5-(1H-nupaszon-4-mn)peHon TpUruapoxIopus
2-[3-(munepazus-1-un)-1,2,4-rpuazun-6-ui|-5-(1 H-nupazon-4-un)peHon
TUTHAPOXJIOPUL
2-{3-[(35)-3-{[(2R)-1-PpTopnponan-2-ni]|aMuHO } Impponuaus-1-mn]-1,2,4-
TpuasuH-6-ui }-5-(1H-mpazon-4-mn)dheHon Auruapoxiopu
5-(1-metun-1H-nanazon-5-nm)-2-(3-{3-[(mponan-2-ui1)aMHHO | TP POITH/THH-

1-un}-1,2,4-tpuasus-6-mn)HeHon ruapoxIopun
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5-(1H-umunason-1-w1)-2-(3-{3-[(mponaH-2-ui)aMuHO | IUpPOTUANH-1 -1 } -
1,2,4-tpua3zun-6-u)heHos TUaPOXIIOPUa
2-{3-[(3aR,6aS)-rexcarunponuppono(3,2-bnuppon-1(2H)-unl-1,2 4-
TpuasuH-6-ui }-5-(1 H-nupazon-4-un)denon auruapoxiopun
2-(3-{3-[(2-ruapoKcHI THIT)aMUHO JupponuanH- 1 -un } - 1,2, 4-TpuazuH-6-un)-
5-(1H-nupa3zon-4-ui)peHon AUruapoxIopua

2-(3-{3-[(oxcaH-4-nn)aMuHO |muppoIuAnH-1-un } - 1,2, 4-Tpuasun-6-mmn)-5-
(1H-nupazon-4-un)peHon auruapoxIopus
2-(3-{3-[(1-meTOKCHUIPONAaH-2-1JT1)aMHUHO | TUPPOIHANH- 1 -1 }-1,2 4-TpHasuH-
6-mn)-5-(1H-niupazon-4-un)peHon AUruapoxaopua
2-[3-(rexcarunpomnuppouno| 3,4-c|nuppoa-2(1H)-wmn)-1,2,4-tpuazus-6-mi)-5-
(1H-nupazon-4-un)heHon TuruapoxIopHu

5-(4-¢prop-1H-mpazon-1-mn)-2-(3-{ 3-[(mponan-2-mi)aMUHO |TUPPONTUIUH- 1 -
un}-1,2,4-tpuasuH-6-nin)eHosn TUAPOXIOPUI

2-[3-(1,7-nnasacnupo[4.4 |Honan-7-un)-1,2,4-tpuaszun-6-un|-5-( 1 H-nupazon-
4-vn)(eHoN AUTHIPOXIOPHL
2-(3-{3-[(1-MeTUNIIKIONPOIIII )AMHHO |IUppOIUAnH-1-un}-1,2,4-tpua3us-
6-un)-5-(1H-niupazo-4-un)peHon JUruapoxaopua
2-(3-{3-[(1-MeTOKCH-2-MEeTHUINPONAaH-2- 1 )aMHHO [mupponunus- 1-mi }-1,2,4-
TpuasuH-6-ui)-5-(1H-nupaszon-4-un)penon Auruapoxiopus
6-(3-runpokcu-4-{3-[mernn(2,2,6,6-TeTpaMe THIITHIIE PUTUH-4-JT)AMHHO |-
1,2,4-TprazuH-6-un } pernn)umunasol 1,2-bnupunasun-8-kapOOHUTPUI
¢dopmuar

2-(3-{[(3R,4S)-3-dpToprnunepuans-4-un |amuno } -1,2,4-tpuasun-6-mwi)-5-(1H-
nHUpa3on-4-mn)HeHoa TUTHAPOXIOPUT
2-{3-[(3R,4R)-3-meToKCcH-4~(METHIIAMIHO )IUPPOIUANH-1 -1i]-1,2,4-
TpuasuH-6-ui -5-(1 H-nupazon-4-un)deHon auruapoxaopun
2-(3-{(3.5)-3-[(npomnaH-2-un)amuHo [mupponuaus- 1 -ui } - 1,2, 4-tpua3un-6-
un)-5-(1H-nupazon-4-un)dpenon tpudropauerar
2-(3-{(3R)-3-[(nponan-2-un)aMuHO [muppoauauH-1-un}-1,2,4-Tpuasun-6-
un)-5-(1H-nupazon-4-un)denon tpudropauerar
2-(3-{3-[(6buumkno[1.1.1]menran- 1-mn)amuno Jnupponunus- 1-mn}-1,2,4-
TpuasuH-6-ui)-5-(1H-nupason-4-un)penon rpudpropanerar
2-{3-[3-(MeTHnaMUHO )THPPOIUAUH- 1 -1 - 1,2,4-TprasuH-6-un } -5-(2-MeTHII-

1,3-0kca301-5-m)peHoNn AUTHAPOXIOPUA
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5-[8-(amunomeTmn)umraa3o| 1,2-b Jnupunasun-6-mn]-2-{3-[mernin(2,2,6,6-
TeTpaMeTUIITUITEPUINH-4-1T)aMIHO |- 1,2,4-Tpra3uH-6-ui } penon Gopmuar
5-(1,3-okcazon-2-mn)-2-{3-[(2,2,6,6-TeTpaMe THIITHIIEPUIHH-4 - 1T )aMIHO | -
1,2,4-tpuasun-6-un } peHon popmuat
2-[3-(6-okca-2,9-nmuazacnupo[4.5]nekan-2-mn)-1,2,4-rpuaszun-6-ui]-5-(1H-
Upas3os-4-mun)QeHos TUrHAPOXIOPH

2-[3-(2,7-nuazacnupol4.4 JHonaH-2-u1n)-1,2,4-TpuazuH-6-un|-5-(1H-nupazon-
4-un)deHon TUruApOXIOPHUA
2-{3-[(35)-3-(Tper-OyTunamuHo)muppoauauH-1-unl-1,2,4-rpua3suH-6-un } -5-
(1H-mpazon-4-mm)peHon TUrHapOXIOpUL

2-{3-[(3R)-3-(TpeT-Oy THIaMUHO)TUPPOTUAHH- 1 -1i1]-1,2,4-TprasuH-6-m } -5-
(1H-mpazon-4-umn)peHon JUrHAPOXIOPU
2-{3-[3-(unKIONeHTHIAMIHO ) IUppONUAnH-1-1m1]- 1,2, 4-TpHasun-6-mn } - 5-
(1H-mmupaszon-4-uin)peHon TUruapoXIopHL
2-{3-[3-(meTrnamMuHO)UppoHUaAnH- 1-1n]-1,2,4-prasun-6-um }-5-(1,3-
OKca30-2-mw1)(peHOT AUTHAPOXIOPHA

5-(umunazo[ 1,2-a]nupasun-2-un)-2-{3-[(2,2,6,6-trerpamernianunepuna-4-
nwin)amuHo|-1,2,4-TpuaszuH-6-1 } heHO THAPOXIOPUL

5-(umupazo[ 1,2-a]nupunus-2-mn)-2-{3-[(2,2,6,6-TeTpamMe THIINTUNE pUTUH-4 -
win)amMuHO |- 1,2, 4-Tpruasun-6-ui } GeHON THAPOXIOPHL
2-[3-(3-{[(mponaH-2-1)aMIHO | METHIT } TUPPONUANH- 1 -1i)-1,2 4-Tprasus-6-
wi]-5-(1H-nupa3zon-4-wi)heHosn AUrHAPOXIOPHT
2-(3-{3-[(4-meTunoKcaH-4-1I)aMIHO |TUppoNHAnH-1-nn } - 1,2, 4-TpruazuH-6-
un)-5-(1H-nupazon-4-un)penon nutpudropanerar
2-{6-[3-(Tper-OyTunamuso)nupponauaus-1-unl-1,2,4-rpuasus-3-un }-5-(1H-
nUpas3o-4-mun)QeHos TUruAPOXIOPHL
2-{3-[3-(MeTunamMuHO)IUppOIUAuH- 1-un]-1,2,4-Tprazun-6-nm }-5-[ 6-
(MeTuncynbhaHmT) IMPUMUAANH-4-1I1|PEHON TPUTHIPOXIOPH
2-{3-[3~(Tper-OyTunamuso)muppoauanH-1-mil-1,2,4-rpruasuH-6-mn }-5-(3-
xj10p-1H-nupazon-4-un)peHon Turuapoxaopus
4-(4-{3-[3-(rper-Oy THaMHHO )IUppONUANH- 1 -1 ]-1,2 4-TpuasuH-6-m } -3-
rugpokcudenin )- 1 H-nupazon-3-kapOoHUTpui AUrHAPOXIOPUI
2-{3-[3-(Tper-OyTunamuso)muppoauanH-1-mil-1,2,4-rpruasuH-6-mn }-5-[ 1-

(*H;)merun- 1H-niupason-4-ui|peHon ruapoxiopus
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3-(1-metun- 1H-mmupazon-3-un)-6-{ 3-[MeTmn(2,2,6,6-reTpaMeTHIITHIIEPUIHH-
4-nn)amuno]-1,2,4-tpuazun-6-un }6enson-1,2-auon TpudTopanerar
2-[3-(2,7-mnuazacmupol[4.5 | nexkan-2-1n)- 1,2, 4-tpuazun-6-un|-5-(1H-mupaszon-
4-mn)(peHoN AUTHAPOXIOPUI

2-[3-(rexcarunponuppodo|3,4-b Juuppon-5(1H)-wn)-1,2,4-tpuasun-6-un]-5-
(1H-nupazon-4-uin)heHoa AUruapoXIopua
2-(3-{3-[(3-ruapOKCHITPOIIHI )aMHHO |TUppOIUaAnH- 1 -1 } - 1,2, 4-TprasuH-6-
nn)-5-(1H-nimpason-4-un)heHon Turuapoxaopun
2-[3-(3-{[(okcan-4-mn)aMIHO [MeTII } TUppONUANH-1-1m)- 1,2, 4-TpruasuH-6-
un|-5-(1H-impason-4-un)denon nurpudropaunerar
5-[1-(*Hs)metun-1H-mupazon-4-ui]-2-{3-[(2,2,6,6-TeTpaMe TUINUTIEPHIMH-
4-wn)amuHo]-1,2,4-TprasuH-6-1 } PeHOT THAPOXIOPH
2-{6-[3-(Tper-OyTrnamuno)mupponuaus-1-wunl-1,2,4-rpuasus-3-un }-5-(3-
¢Top-1H-tmpazon-4-un)peHon TuruapoXIopu
2-{3-[3-(rper-OyTrnamuno)mupponuaus-1-mil-1,2,4-rpuasun-6-mn }-5-(3-
metui- | H-nipazon-4-un)heHon Auruapoxiopua
2-{3-[3-(Tper-OyTHraMuHO ) TuppoIuanH- 1-mi]-1,2,4-Tpruasun-6-wmi } -3-
metokcu-5-(1H-nupazon-4-un)deHon tpudTopanerat
2-(3-{[(35,45)-3-pTop-2,2,6,6-TeTpaMe THINUIIEpPUANH-4- 1T |aMuHO } - 1,24~
TpuasuH-6-wn)-5-[ 1-(H;)metun- 1 H-mupa3on-4-un|GpeHon ranqpoxnopun
2-{3-[(35)-3-(Tper-OyTrnamuno)upponuaus-1-mn|-1,2,4-rprasun-6-um }-5-
(3-¢pTop-1H-nnpa3zon-4-un)peHoa Turuapoxaopu
2-{3-[(3R)-3-(TpeT-OyTHNaMuHO ))TUpponuaut- 1-uil-1,2,4-rpruasun-6-wmn } -5-
(3-¢rop-1H-mmupason-4-mr)heHoa AUTHAPOXIOPHT
2-{3-[meTtnn(2,2,6,6-TeTpameTnunepuAH-4-nn)amMuao|- 1,2, 4-tpuazus-6-
un }-5-(1H-mupaszono[3,4-cnupuaun- 1 -un)peHon popmuat
2-{3-[(3R,59)-3,5-numeTunnunepasus-1-un|-1,2,4-rpuasun-6-muin } -5-
(nmunasol 1,2-bnupunazun-6-wmwn)deHon TpudpTopaerar
2-(3-{3-[(MKJIOTIEHTHIIAMHHO )METILI | THPPOTHANH- 1 -1 } - 1,2, 4-TprazuH-6-
nn)-5-(1H-impason-4-un)heHon Turuapoxaopun
2-[3-([2,3'-6unmupponuauH]-1'-un)-1,2, 4-rpuasun-6-mn|-5-(1H-nupazon-4-
W1)(pEeHON TUTHAPOXJIOPUT

5-(1H-mmmpason-4-mr)-2-{3-[3-({ [(mupunus-2-

VUT)METHJI |aMUHO § METHIT)TUPPONUANH-1-1mi]-1,2 4-TpruasuH-6-ni } peHon

ouTpudTopaneraT
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2-(3-{3-[(Tper-OyTUnamuHo)MeTH [mUppOIHAnH- 1 -1 }-1,2,4-TpHuasun-6-
nn)-5-(1H-nupason-4-un)peHon AMruapoxIopun
2-[3-(3-{[(4-meTun0KCaH-4-1IJ1)aMHUHO [METHI } TUPPOIUANH- 1 -1i)-1,2 4-
TpuasuH-6-wi|-5-(1H-nupason-4-un)penon tTpudropauerar
2-(3-{3-[(uuKIONPOMUIAMHHO )METHI | TUPPOAUANH- 1 -1 } - 1,2 4-Tpuasun-6-
un)-5-(1H-nupazon-4-um)denon popmuar
2-[3-(3-{[(okconaH-3-11)aMIHO [METHI } TUpPONUAnH-1-1)-1,2, 4-Tpuasun-6-
wi|-5-(1H-niupazon-4-un)peHon ruapoxiopun
5-(1H-nupazon-4-mm)-2-{6-[(2,2,6,6-TeTpameTUNIUNEPUIUH-4-IT)aMHHO |-
1,2,4-TpraszuH-3 -1 } peHO THAPOXIOPUL

2-{3-[(3R)-3-(uuk00y THAAMUHO)UPpONUAnH- 1 -1i]-1,2,4-Tpuasun-6-un} -
5-(1H-nupa3zon-4-un)HeHo JTUruapoxIopHu
2-{3-[(3.5)-3-(uukn00y TUIAMHUHO ) TUPPOTUANH- 1 -1i1]- 1,2, 4-TprasuH-6-u } -
5-(1H-nupazon-4-un)heHoa Turuapoxiopug
2-{6-[(2,2,6,6-TerpameTrinnunepuanH-4-mi)amMmuno]- 1,2, 4-rpuazus-3-mn } -5-
(2H-1,2,3-Tpuazo-2-mi)peHoN TUAPOXIOPUI
2-[3-(3-{[(3-Propokcan-4-m)aMuHO |MeTH } mupponuauH- 1-1mn)-1,2,4-
Tpuazun-6-un]-5-(1H-nupazon-4-un)deHon ruppoxiopun
2-[3-(3-{[(okcaH-3-HI)aMUHO |METHJI } MUPPOIHOUH- 1 -1i1)-1,2,4-TpruasuH-6-
wi|-5-(1H-nupazon-4-un)peHon ruapoxiopun
2-[3-(3-{[(8-okcabuumkio[3.2.1]oKTaH-3-11)aMHUHO [METHI } TUPPOIHIHH- 1 -
win)-1,2,4-tpuazun-6-un|-5-(1H-nupason-4-un)peHosn rTuapoxaopus
2-{3-[(3R)-3-(uuka00yTHAAMUHO)UPpONUANH- 1 -1i]-1,2, 4-Tpuasun-6-un} -
5-(1-metun- 1H-nupason-4-un)peHos ruapoxaopus
2-{3-[(3.5)-3-(uukn00y TUIAMHUHO ) TUP PONUANH- | -11]- 1,2,4-TprasuH-6-un } -
5-(1-metun-1H-nupazon-4-wmn)peHos ruipoxaopug
2-(3-{[(1R,35,55)-1,5-numeTnn-8-azaburukio[3.2.1 Jokran-3-
wi](Metnn)aMuHo § - 1,2,4-Tpuazns-6-un)-5-(1-metun- 1 H-mpazon-4-
win)denon Tpudroparerar

2-(3-{3-[(3,3-nudTOPLUMKIONEHTII)aMHHO |TUPPONHIUH-1-11}-1,2,4-
TpuasuH-6-uin)-5-(1H-nupazon-4-wn)deHon Turuapoxaopun
2-(3-{3-[(auMeTHNaMHHO)METHI |[TUPpOIHANH- 1 -1 } -1,2,4-TpHUasuH-6-1i)-5-
(1H-nupazon-4-un)denon Turuapoxaopua

2-(3-{3-[(MeTunamuHO)MeTHI [UPpOIHANH- 1 -1 } - 1,2, 4-TpUasuH-6-mi)-5-

(1H-nupazon-4-un)denon Turuapoxaopua
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2-[3-(3-{ 1-[(npomaH-2-1)aMHHO |3 THJI } TUPPOTUAKH- 1 -11)- 1,2, 4-TpHUaszuH-6-
414 wi-5-(1H-nmpazon-4-mn)peHon AuruapoxaIopusn
2-(3-{3-[(unka00y THIAMHUHO ) METHI | TUPPONTUANH- 1 -1 } - 1,2, 4-TpHasuH-6-
415 mn)-5-(1H-mmpazon-4-nn)dpeHon AurugpoxIopun
2-(3-{3-[(uuK 00y THIAMIHO )METHI | THPpONUANH-1-1111 } - 1,2, 4-TpHa3uH-6-
416 wn)-5-(1-metui-1H-nrpazon-4-ui)beHon ruapoxiopua
2-(3-{[(1R,35,59)-1,5-mumeTnn-8-a3aburmkio[3.2.1 Jokran-3-
wi|(mMetun)aMuHo } -1,2,4-tpuasun-6-ui)-5-(2H-1,2,3-tpuazon-2-un)peHon
417 TpudTOparerar
6-{3-[3-(Tper-OyTrnaMuno))muppouauH-1-mn|-1,2,4-TpuasuH-6-un } -2-
418 ¢rop-3-(1H-nupazon-4-un)heHon TuruapoxIopun
5-(1H-nupaszon-4-m)-2-{6-[(2,2,6,6-TeTpaMe THIITHITEP U THH-4 - 1T ) OKCH |-
419 1,2,4-Tpna3uH-3-mn } GeHON THAPOXIOPH
2-(3-{3-[(3-hTOPLUHUKIONEHTIL )aMIHO |TUPPOTUANH-1 -1 } - 1,2, 4-Tpna3uH-6-
420 un)-5-(1H-nupazosn-4-un)beHon AUrHapoXI0pu
2-[3-(3-{1-[(oxcaH-4-11)aMUHO |HUKIOTIPOTINI } TUPPONUAUH- 1 -1)-1,2,4-
421 TpuasuH-6-mi|-5-(1H-nmupazon-4-un)denon turugpoxiopun
2-(3-{3-mernn-3-[(mponaH-2-1i1)aMIHO | THPPONHANH- 1 -1 } - 1,2 4-Tprasun-
422 6-mn)-5-(1-merun-1H-nmupazon-4-un)benon Tpudropaierar
2-{6-[(3-¢pTOp-2,2,6,6-TeTpamermnmmnepuuH-4-un)amMuHo |- 1,2, 4-Tprazus-
423 3-un}-5-(1H-nupazon-4-un)peHon ruapoxaopu u
5-[1-(*Hs)metun- 1H-niupaszon-4-un]-2-{ 6-[(2,2,6,6-TeTpaMe TUIIUIEP U U H-

424 4-wn)amuno]-1,2,4-Tpuasun-3-un } HeHoN ruapoXIopHL.

Jlpyroii acniekT u300peTeHns BKIIOYaeT croco0 JiedeHus wiu obserdenus 6one3nu ['entunrrona (HD) y
cyOBeKTa, HYXKJTAIOMIETOCsS B 3TOM, BKITIOYAIOIINN BBEJeHHE CYOBEKTY 3(PPEKTUBHOTO KOJUIECTBA COCTUHEHUS
¢dopmyast (I) mmu popmysnsr (II) mium ero comnm.

Jlpyroii acnekT n300peTeHus! BKIIIOYaeT croco0, riue 3(h(PeKTHBHOE KOIMYESCTBO COSANHEHUS HIIH €r0 COJTN
Haxoautes B auanasone ot 0,001 mr/kr/mens 10 500 mr/xr/neHs.

Jlpyroii aciekT n300peTeHns BKIIIOYaeT mpuMeHeHne coequaerns popmyist (1) wmu popmyisr (II) wmm ero
COJIH TS JICYCHHUS MK oOneryeHus 6one3nu ['entunrrona (HD) y cy0bekTa, Hy KJarOIIErocs: B 3TOM.

Jlpyroii aciekT n300peTeHns BKIIIOYaeT puMeHeHne coequaerns popmyist (1) wmu popmyisr (II) wmm ero
COJIM JUTS TIOJTYYCHHS JIEKAPCTBEHHOT'O CPEACTBA IS JIeUeHUs Wi obnerdeHus: 6one3nu ['enruarrona (HD) y
CyOBeKTa, HY)KAAIOIIErocs B 3TOM.

Jlpyroii acnekT n3o0peTeHus BKIIOUaeT NPUMEHEHNUE, IIe KOJIMIECTBO COSTUHEHHS UIIH €r0 COJIM B JIeKap-
CTBEHHOM CpeICTBE HaxoauTcs B nuamna3oHe ot 1,0 ar go 10000 mr.

Jlpyroii acnekT n300peTeHsI BKITIOYaeT MpuMeHeHne coenuueHus popmyis (1) umu popmyssr (I1) wim ero
COJIM JUIsl TIONy4eHHs (apMaleBTUYECKONW KOMITO3MIUK /ISl JIeUeHHs: WM oOJerdeHus: 6oie3Hu [ eHTHHITOHA
(HD) y cyObexTa, HyKIaroLerocsi B 3TOM, I'/ie COSANHEHHE WIH €ro COJIb HaXOIMUTCSI B CMECH C OJHUM HJIM He-
CKOJIKAMU (papMareBTUICCKH TPUEMIIEMBIMHU SKCIUTTHCHTAMH.

Jpyroit aciekt n300peTeHus BKIIOYaeT MPUMCHEHHE, TJI¢ KOJTMYSCTBO COCTUHCHHUS WU €r0 COJH B (ap-
MaIleBTUYCCKOM KOMIIO3UIMHU HaxoauTcs B quama3one ot 1,0 ur go 10000 mr.

XuMHYECKUe ONpeeICHus.

XuMUYeCKHe TEPMUHBI, UCTIONB3YEMBIC BEINIC W JlaJiee B OMUCAHUM, CIIM KOHKPETHO HE YKa3aHO WHOE,
JIOJDKHBI TOHUMATBCS CIICIHAINCTAMU B IaHHO 00JIACTH KaK UMEIOIIHE CIeNYIOUINe YKa3aHHbIC 3HAYCHUS.

B konHTekcTe HacTostiel 3asBku TepMuH "'Ci4aKiT", KaK MPaBUiIo, OTHOCHTCS K HACKITIEHHBIM YITICBOIOPOITHBIM Pa-
JIMKaJIaM, UIMEFOLLIIM OT OJTHOTO JI0 YEThIPEX aTOMOB YIJIepoia B JIMHEHHOM MITM Pa3BETRIICHHOM LIETIH, BKJIIOYasi, HO HE orpa-
HUYUBASICh THM, METHII, STHJI, H-TPOITA (Taloke 0003HAYAEMBIN KaK TPOTTHI WITH TPOTIAHIIT), H3O0TIPOITHIT, H-OyTHIT (Taroke
0003Ha"aeMBbIi KaK OyTHIT WK OyTaHIIT), H300YTHII, BTOP-OyTHII, TPET-OyTHII U T.I1. C_alIKWIIBHBIA paiKaT HeoOs3aTeIIbHO
3aMeILeH TPyNIaMH 3aMECTHTENIeH, ONMCAHHBIMH B HACTOSIIIIEH 3as1BKE, TJIE 3TO MO3BOJIIIOT IOCTYITHBIE BaJICHTHOCTH.
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B konTekcTe Hacrosiuen 3asBkH TepMHH "C,4alKeHUN", KaK MPaBUIJIO, OTHOCUTCS K YaCTMYHO HEHACHI-
MICHHBIM YTJICBOJOPOIHBIM paJrKaiaM, IMEIOIIAM OT IBYX JI0 YETHIPEX aTOMOB YIJIIEPOJa B LEHH C JTMHEHHOU
WIN Pa3BETBJICHHOW KOH(UTypanueld W OJHY WJIA HECKOJBKO YIJIEPOJ-YIJIEPOIHBIX IBOWHBIX CBS3el B HEH,
BKITIOUasi, HO HE OTPaHUYMBASACH dTHM, dTCHHJ (TakKe 0003HaUYaeMbIi KaK BHHIUI), AT, IPOTIEHIT U T.11. C,.
4ANKEHWIBHBIN paluKall HeoOs3aTeIbHO 3aMeIlleH TPYIaMu 3aMECTUTENCH, ONMCAaHHBIMU B HACTOSIIEH 3asaBKe,
TJI€ 9TO MO3BOJISTIOT TOCTYITHBIE BaJICHTHOCTH.

B konTekcTe Hactosimei 3asBku TepMUH "C, ga IKHHWI", KaK MPaBUIIO, OTHOCUTCS K YaCTHYHO HEHACHI-
IICHHBIM YTJICBOJIOPOJHBIM paguKaiaM, HMEIOIIUM OT JBYX JO BOCBMH aTOMOB yTJIepoja B IETIH C JTUHEHHON
WIA Pa3BETBICHHON KOH(QUTYpAlMed W OMHY WM HECKOJBKO YTICPOJI-YIICPOIHBIX TPOWHBIX CBs3CH B HEH,
BKITIOYAsl, HO HE OTPAHUYHBASCH STHM, STHHWI, IPOIMHWI, OyTHHII U T.II. B HEKOTOPBIX acniekTax C, galIKWHUI
BKITIOYAET, HO He orpaHmduBactcs 3TuM, C, jankuami, C, ,ankuHmt 1 T.1. C, ,alKUHIIBHBIN paguKan HeoOs3a-
TEJNIEHO 3aMEIICH TPYIIIaMU 3aMECTUTENICH, ONTMCAHHBIMU B HACTOSIIEH 3asBKE, TJIC 3TO MO3BOJIIOT TOCTYITHBIC
BaJICHTHOCTH.

B xonrtekcre Hacrosiei 3asBku TepMuH "C|_4alKOKCH", KaK MPABHIIO, OTHOCUTCS K HACHIIIEHHBIM YTJIEBO-
JIOPOJHBIM pajfiKaiaM, UMEIOIINM OT OJHOTO JO YEThIPEX aTOMOB yriepojaa B IENH ¢ JIMHSHHON WU pa3BeTB-
neHHon KoHdurypanuer, popmynsl: -O-C;_jamkui, BKIIOYas, HO HE OTPaHUYNBAsCh dTHM, METOKCH, dTOKCH, H-
TIPOITOKCH, H3OTPOIIOKCH, H-OYTOKCH, M300YTOKCH, BTOP-OyTOKCH, TpeT-OyTOKCH M T.N. C;4alIKOKCH PaauKal
Heo0s3aTeTbHO 3aMEIIeH TPYIaMi 3aMEeCTUTENICH, OTIMCAHHBIMU B HACTOSIIIEH 3asiBKE, TJI€ OTO IMO3BOJISIOT JOC-
TYIHBIE BAJICHTHOCTH.

B konTekcTe HacTosmel 3asBkd TepMHUH "'C;_|gIUKIOATKII", KaK TPaBUIIO, OTHOCUTCS K HACBHIIIEHHOMY
WIA YaCTUYHO HECHACBHIICHHOMY MOHOIMKIUYCCKOMY, OWUIIUKIMYCCKOMY WM IOJAIUKIHYECKOMY YTICBOIO-
POIHOMY pagUKaly, BKIIOYAsl, HO HE OTPAHUYIMBASACH 3TUM, IUKIOMPOIIHI, ITUKIOOYTHI, IMKIOTCHTHII, [IUKII0-
TEKCHJI, IIUKJIOTEKCEHIT, IUKIOTENTHI U T.1. Cj.1olIUKIOATKIIEHBINA pauKal Heo0s3aTeIbHO 3aMEIIeH TPYIIa-
MU 3aMECTUTEJICH, OMTMCAHHBIMU B HACTOSIICH 3asBKE, TJIC 3TO MO3BOJISIFOT JOCTYITHBIC BAICHTHOCTH.

B xoHTEeKCTE HacToOsIICH 3asBKHA TepMHUH "apuir”, KaK MPaBHIIO, OTHOCHTCS K MOHOIUKIMYECKOMY, OUITUK-
JTUYECKOMY HJTH TIOJHUITMKIHYECKOMY apOMaTHIECKOMY paguKaly C KOJBIEBON CTPYKTYpPOM U3 aTOMOB yTiepo-
Jla, BKITIOYasi, HO HE OTPAHMYUBASACH dTUM, GEHIII, HAaQTHII, aHTPACHU, (PIIyOPEHI, a3yIeHN, GEHAHTPEHWT H
T.II. ApUIBHBIA palKall He0O0s3aTeIbHO 3aMeleH TPYIIIaMy 3aMECTHTENICH, OMMMCAaHHBIMU B HACTOSIIICH 3asBKE,
T7I€ 9TO MO3BOJISIOT TOCTYITHBIE BaJICHTHOCTH.

B koHTeKCTE HACTOSIIEH 3asIBKH TEPMUH "TeTepoapmir”, Kak MPaBHIO, OTHOCUTCS K OWIMKIMIECKOMY I
TTOJIUITUKITNIECKOMY apOMaTHIECKOMY paguKaidy C KOJBIEBOW CTPYKTYpPOH M3 aTOMOB yTiepoja, B KOTOPOM
OJIMH WJTH HECKOJBKO YTIIEPOJHBIX aTOMOB, SIBIISIOIIMXCS KOJBIICBRIMH WICHAMH, OBLITH 3aMEIICHEI, TE 3TO BO3-
MOJKHO C TOYKH 3PEHUS CTA0MILHOCTH CTPYKTYPHI, OJTHIM HJIH HECKOJIBKAMU IeTePOATOMAMH, TAKUMHU KaK aTOM
O, S wiu N, BKIIIOYAs, HO HE OTPAaHUYHUBASCH 3TUM, (QypPAHWI, TUCHUI, THPPOIWI, MAPA3OIII, UMHIA30IIUI,
W30KCA30JIMI, U30THA30JIMI, OKCAa30Mi, |,3-THA30MIII, TPHA30IMI, OKCAIHA30JIHI, THAIUA30IMI, TETPA30IIUII,
TUPUAVHWI, TUPUMUIUHII, TAPA3SHHWT, TUPUAA3HHWII, TPUAZUHII, WHIOIMI, WHIA30JIHI, WHAOJIA3HHII, U30-
uHponwi, OcH3odypanmw, OcH30TUCHIIT, OeH30MMUIa30mI, 1,3-0eH30THa3omui, 1,3-06H30KCa30IMII, TyPHUHWIL,
XAHOJIMHUJ, U30XWHOJUHUI, XMHA30JMHWI, XUHOKCANUHUI, 1,3-muasuaun, 1,2-auasunawn, 1,2-guasomwmn, 1,4-
nuazaHadTaneHmw, akpuauaui, ¢ypo[3,2-b]mupunuann, Gypo[3,2-cJmupunuani, ¢ypo|2,3-clmupuamann, 6H-
THeHo[2,3-b]mupposmn, TueHo[3,2-c|mupuanaui, TueHo[2,3-d|mupumunuamt, 1H-muppoino[2,3-b]mupunuan,
1H-iuppomno[2,3-c|Jmupunuamn, 1H-mupposno[3,2-bmupuauann, mwmppono[l,2-ajmupasunmwr, —mupposo[1,2-
blmupunasunmn, mmpaszono[l,5-a]mupuauamn, nwmpasoso|1,5-almupasuann, wumuaaszo[l,2-almapuanann, 3H-
umuna3o[4,5-bmupunuamn, wMuaaszo[l,2-ajmupumuauHmwL,  UMunaso[ 1,2-c|uupumunuHnia,  uMunasof 1,2-
b]mupunazuamn, umuaaso[ 1,2-ajnupasuami, umuaasol2,1-b][1,3]tuazommn, nmunaso[2,1-b][1,3,4]traguazonm,
[1,2,4]tpuazono[1,5-almupuauann, [1,2,4]tpuasono[4,3-a]nupuauHun u T.1. [ eTepoapuibHEIN paaukan HeoOs-
3aTeNbHO 3aMCIICH [0 aTOMY YIIIEPOAa WIH a30Ta, SBISIOIIEMYCS KOJBICBBIM WICHOM, TPYIIIAMH 3aMECTUTE-
JICH, OTTMCAHHBIMU B HACTOSIICH 3asBKE, TJIC 3TO MO3BOJISIFOT JJOCTYITHBIC BAICHTHOCTH.

B HeKkOTOpHIX acmekTaxX, HOMCHKIIATYpa JUIS TeTEPOapUIILHOTO PAUKANIa MOXKET Pa3iIdaThCsl, HAIPUMEp, B
HE OTPAaHWYUBAIONIUX MPUMEPax, rAe QypaHMI TakKe MOXKET 0003HAYATHCS KaK (GypHII, THEHWI TAK)KE MOXKET
0003Ha9YaThCs Kak THOMEHUI, MIPUANHII TaKke MOXKET 0003HAYAThCS KaK TMHUPUIIII, OCH30THEHWIT TaKKe MO-
JKeT o0o3HauaThcsi Kak OeHzoTHOdeHmn, a 1,3-0eH30Kca3oimin Takke MOXKeT o0o3HadaTthes Kak 1,3-
OEH300KCa30JIHIL.

B HEKOTOPBIX IPYruX acmeKTax TEPMHUH JJIS TETePOAPUIHLHOTO paIrKala TakKe MOXET BKIIOUATh IPYTHE
PETHON30MEPHI, HAITPUMEpP, B HE OTPAaHUUYUBAIONINX MIPUMEPax, TJIe TEPMHUH MHUPPOIUIT TAK)KE MOXKET BKIIOYAThH
2H-nupponun, 3H-nupponaut u T.1., TEPMUH NUPA30IUI TaKKe MOXKET BKIoUaTh | H-mupasonun u T.1., TepMHUH
UMHIA30JIT TAKKE MOXKET BKII0YATh | H-MMHIA300MI | T.11., TEPMUH TPHUA3OJIWIT TaKKE MOXKET BKItoyath 1H-
1,2,3-Tpyazonun v T.M., TEPMUH OKCAJAMA30JIMWJI TaKXKe MOXKeT BKiodath 1,2,4-okcanuazommi, 1,3,4-
OKCaJIMa30JIiI U T.1I., TCPMUH TETPA30JIIII TaKXKe MOXKeT BKitoyath 1H-reTpaszomwn, 2H-TeTpa3zonun u T.11., Tep-
MUH WHIOJWI TaKXKe MOXET BKIto4Yarth |H-WHAONMMI M T.I., TSPMUH HHIA30JIMI TAaKXXe MOXKET BKIo4ath 1H-
uHaa30t, 2H-WHAa300 U T.101., TEPMHUH OCH30MMEIA30JIMIT TAKXKEe MOXKET BKITto4aTh 1 H-OeH30umunazonu, a
TEPMUH IyPHHUI TaKKe MOXKET BKIto4aTh YH-mypuHmI u 1.11. B KOHTEKCTe HAcTOSIIEH 3assBKH TEPMHUH ''TeTe-
pormKIna", Kak MPaBHJIO, OTHOCUTCS K HACBINIEHHOMY HMJIM YAaCTUYHO HEHACBHINIEHHOMY MOHOIMKIHMYECKOMY,
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OMIUKIMYCCKOMY HIIH MOJUIUKINYECKOMY YTIIEBOJOPOTHOMY pPaJuKaly, B KOTOPOM OJUH WM HECKOIBKO YT-
JICPOJTHBIM aTOMOB, SIBIISIOINUXCS KOJBICBBIMU YICHAMH, OBLIM 3aMEIICHBI, IJIe 3TO BO3MOXKHO C TOYKH 3PCHHS
CTaOMIIBHOCTH CTPYKTYPBI, TeTepoaToMoM, TakuM Kak atoM O, S mnu N, BKIIFo4asi, HO He OTPaHUYUBAsICh ITHM,
OKCHpPaHWJI, OKCETAaHII, a3eTUANHII, TeTPAaruapodypanmil, THPPOINHII, THPPOIHINHII, TUPA3OINHIII, THpPa-
30JIMIMHAT, TMHUIA30JIMHAI, UMHIA30IUANHIUI, H30KCA30IUHIII, U30KCA30IHINHII, H30THA30JINHIII, H30THA30-
JUIUHII, OKCA30JIMHIII, OKCA30JUAMHNI, THA3OJHHWI, THA3O0JUAWHWI, TPHUA30JIUHWI, TPHA30NHUINHII, OKCa-
JUA30IMHNI, OKCAANa30IUANHIII, THAJNA30IHHII, THAAUA3OIUANHIII, TeTPA30IMHIII, TETPA3OIUANHIII, TIHpa-
HWI, gauruapo-2H-mupanwmn, — twommpanwi,  1,3-amokcanmn,  1,2,5,6-tetparunmponwpunnani,  1,2,3,6-
TETPATUAPOTIUPHUIUHILI, THIICPUIUHII, THIIePasHHUI, Mopdomuami, tauoMopdomuamn, 1,4-auazenanwmwi, 1,3-
6enzoanokconu, 1,4-6en3oanokcanw, 2,3-1uruapo-1,4-6eH30AIMOKCHHIIL, TeKcaruaponuppodo|3,4-b]muppoi-
(1H)-un, (3aS,6aS)-rexcarunponupposno|3,4-bnuppon-(1H)-un, (3aR,6aR)-rekcaruaponupponol|3,4-b]muppo-
(1H)-un, rexcarunponuppono|3,4-bjnuppon-(2H)-un, (3aS,6aS)-rexcarunponuppo:iol|3,4-b]muppon-(2H)-wn,
(3aR,6aR)-rexcarunponuppoio3,4-bJuuppon-(2H)-nn, rekcarnaponuppodol|3,4-cjmuppon-(1H)-nn, (3aR,6aS)-
rekcaruaponuppono|3,4-c]mupporn-(1H)-un, (3aR,6aR)-rexcarunponuppoio|3,4-cnuppon-(1H)-un, okraruapo-
SH-muppomno[ 3,2-cmupuanHu, oktaruapo-6H-muppoio[3,4-bmupuanaum, (4aR,7aR)-oktaruapo-6H-
nuppoiio[ 3,4-bmupunuann, (4aS,7aS)-okraruapo-6H-muppono[3,4-b|mupuauami, — rekcaruaponupposiof1,2-
almupasua-(1H)-m1,  (7R,8aS)-rexcaruaponuppoino| 1,2-aJmupasua-(1H)-un,  (8aS)-rexcarumpomupposio|1,2-
a]mupasun-(1H)-w, (8aR)-rexcarumpornupposo| 1,2-a]mupazun-(1H)-w, (8aS)-oxraruaponuppoo[1,2-
almupasua-(1H)-m1, (8aR)-oxrarumpomnupposio[1,2-a]mupasuna-(1H)-un, rexcaruapomnupposio|1,2-ajnupa3un-
(2H)-om, okraruapo-2H-mupuno[ 1,2-a]mupazuau, 3-azabunmkio[3.1.0]rekcu, (1R,5S)-3-a3a0ummk-
n0[3.1.0]rexcun, 8-azaburmkio[3.2.1]oktrn, (1R,5S)-8-a3aburmkiao[3.2.1]oktun, 8-azadburmkino[3.2.1]okr-2-
CHMUII, (1R,5S)-8-a3a6u1ukio[3.2.1oKT-2-eHMII, 9-azabunukio[3.3.1]HoHUIT, (1R,5S)-9-a3a0urukx-
n0[3.3.1Jnonnn, 2,5-nmazabunukino[2.2.1]rentun, (1S,4S)-2,5-nuazaburmkno[2.2. 1 rentun, 2,5-aua3aOuIuK-
no[2.2.2]oktun, 3,8-mmazabuiukiao[3.2.1]Joktmn, (1R,5S)-3,8-auazabunmkno[3.2.1]oktun, 1,4-aua3aOuImK-
no0[3.2.2]nonun, azacnupo[3.3]rentun, 2,6-nuazacnupo|3.3]rentun, 2,6-auazacnupo|3.4loktun, 2,7-nuaza-
criupo[3.5]aonmn,  5,8-muaszacrimpo[3.5]HoHmn,  2,7-nmazactmpo[4.4|HoHmMn,  6,9-gmasacmupo[4.5]merw,
7-asaguernupo[5.1.5% 3% rekcanekanmn u .. TeTepOUMKINIBHBIN PafuKan HeoOsM3aTeIbHO 3aMEIICH 0 YIIie-
POTHOMY MIJIM a30THOMY KOJIBIICBOMY aTOMY TPYIIIaMHU 3aMECTUTENICH, ONMMCAaHHBIMH B HACTOSIICH 3asBKE, TIC
3TO TO3BOJIAIOT AOCTYITHBIE BaJICHTHOCTH.

B HekoTOpHIX acmekTax, HOMEHKJIATypa IS TeTCPOUUKIIIIIBHOTO paguKana MOXKET paziNyaThCs, HAIpH-
Mep, B HE OTpPAaHMYUBAIONIUX TpuMepax, rae 1,3-0CH30HOKCOIMI TaKXKe MOXKET 0003HAdaThCs Kak OCH-
30[d][1,3]muokcommn, a 2,3-muruapo-1,4-0CH30AMOKCHUHII TaKK€ MOXET O00O03HavaTbcs Kak  2,3-
quruapo6enso[b][ 1,4 ] anokcuHmII.

B kontekcte Hacrosmiei 3asBku TepMUH "Ci_4amkoKCH-Ci4alKui" OTHOCHUTCS K paaukany (GOopMyIbL:
-Cy_4ankmin-O-C_4ankut.

B konrekcre Hactosei 3asBku TepMuH "C|4ankokcn-C 4alKmaMiHO" OTHOCUTCS K paaukary Gopmy-
nel: -NH-C,_sanxkun-O-Cy_samkui.

B konTekcte HacTosmieit 3asBku TepMuH "(C;_jankokcn-Ci_4aKuiT),-aMUHO" OTHOCHUTCS K pagukany ¢op-
MyJibl: -N(Cy_sankmin-O-C_4alkui),.

B koHTekcTe Hacrosmei 3asBku TepMuH "C_jankokcu-C_4ankmnaMuHO-C | 4alIkOKCH" OTHOCHTCS K Pajin-
kaiy popmynsl: -O-C;_jankun-NH-C,_jankun-O-C_4ainKu.

B xonTekcTe HacTosmelt 3asBku TepMuH "(C;_jankokcn-Ci_4ankmi),-aMuHO-C_4alTkOKCH" OTHOCUTCS K pa-
mukainy Gopmyisr: -O-Cy_gankmi-N(C_sankun-O-Cy_4alnkui),.

B konTekcre Hacrosieit 3asBku TepMuH "(C_jankokcu-C_jankmn)(Ci_jamkmn)aMuHo-C _4anKokcu" OTHO-
curcs K pagukany Gopmyist: -O-Cy_jankmin-N(C_sankwmn)(C_4ankuin-0-C_4amKku).

B konrekcrte HacTosmeit 3asB8ku TepMuH "C_4ankokcu-C,_jankunaMuHo-Ci_4alKkui" OTHOCUTCA K paguKaly
dbopmynsr: -C_4ankun-NH-C;_jankun-O-Cy_jankui.

B xoHTekcTe HacTosmie 3asBku TepMuH "(C_4ankokcu-C_4aiKu),-aMiuHO-C _4aJIKiI" OTHOCHUTCS K pajiu-
kaiy popmysl: -C_jankun-N(C_jankun-O-C_jamkun),.

B xonrtekcte Hacrosmei 3asaBku TepMuH "(C_sankokcu-C_jamkmn)(C_samkni)aMuHo-C | _4alkin" OTHOCHT-
cs x pagukaiy Gopmynsl: -C_sankmi-N(C_sankwn)(C;_jankun-O-C _jamku).

B xonTtekcte Hactosmied 3asBku TepMuH "C;_4aTKOKCHU-KapOOHWI" OTHOCHTCS K paguKany (OpPMYIIbL:
-C(0)-0-C,_sanxum.

B xonTtekcTe Hacrosmiel 3asBku TepMuH "C;_janKoKCH-KapOOHMI-Cy gaIKeHUT" OTHOCUTCS K pauKaIy
bopmynst: -C, gankermn-C(0)-0-C_jankm.

B xonTekcTe HacTosmei 3asBku TepMuH "C|_4alTKOKCH-KapOOHMI-aMUHO" OTHOCHTCS K paaukaiy Gopmy-
ae1: -NH-C(0)-O-C,_sankui.

B koHTeKkcTe HacToseH 3asBKu TepMuH "Ci4alIKITaMIHO" OTHOCHTCS K pajukaiy ¢opmyisr: -NH-C, janku.

B xonrekcte Hacrosimed 3asBku TepMuH "(C|4aNIKHI))-aMHUHO" OTHOCUTCS K paauKainy (QOpMYIIB:
-N(C;_jamkunn),.

B konTekcte Hactosimel 3asBku TepMuH "C_jankuiaMuHO-C,) g IKeHIIT" OTHOCHUTCS K pagukainy hopmy-
bl -Cy gankenun-NH-C,_jankui.
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B konTtekcre HacTosmien 3asBku TepMuH "(Ci_4alKm),-aMUHO-Cy g IKCHII" OTHOCUTCS K pajukainy ¢op-
MyJbl: -Cy_gankeHmI-N(C_4aIKu),.

B xonTtekcte Hacrosimel 3asBku TepMuH "Ci_jankmiaMuHO0-C 4alTKOKCH" OTHOCHTCS K pagukainy hopmy-
abl: -O-C,_4ankun-NH-C, _sanku.

B konTekcte HacTosmeit 3asBku TepMuH "(C;_4amKkui ),-aMuHO-C/_4aTKOKCH" OTHOCHUTCS K pamukany ¢op-
MyJibl: -O-Cy_sankmin-N(C_4alku),.

B koHTekcTe HacTosei 3asBku TepMuH "Ci_jankmiaMuHo-C_4ankui" OTHOCUTCS K pajuKairy (GOpMYIIbL:
-C_sanxmn-NH-C,_janxmut.

B xonTtekcTe HacTosmei 3asBku TepMuH "(C)_4ankui),-aMuHO-C | _4ankmi1" OTHOCHTCS K panukainy ¢opmy-
mbl: -Cp_4ankun-N(C_4almKun),.

B xoHTeKCTE HacTosmIeH 3asBKU TepMuH "Cy_jankmiaMuHO-Ci_4alKHIaMHAHO" OTHOCUTCS K pagukany ¢op-
myisl: -NH-C_jankun-NH-C,_janku.

B kontekcre Hacrosimien 3asaBku TepMuH "(C;_alKui),-aMuHO-C | 4adKUIaMUHO" OTHOCUTCS K paJuKaly
dopmynsr: -NH-C;_jankmin-N(C_4ankmn),.

B xonTekcte Hacrosmiel 3asBku TepMuH "(C_jankmnaMuHo-C | 4a]KWIT),-aMHHO" OTHOCHTCS K pagHKay
dhopmymer: -N(C_sanxkun-NH-C_jamkun),.

B konTekcre Hactosmier 3asBku TepMuH "[(C_4anKm),-aMuH0-C | _4alTKUI |,-aMUHO" OTHOCHTCS K paanKa-
ny hopmydbl: -N[C;_jankun-N(C_samkumn); |,.

B xonrtekcte Hacrosmiei 3asBku TepMuH "(CsankuinamMuHO-C_gankwn)(C i 4alKui)aMiuHO" OTHOCHUTCS K
pagukany gopmyisl: -N(Cy_sankxmn)(C,_sankun-NH-C_jankw).

B konTekcte Hactosmeit 3asBku TepMuH "[(Cy_4anmkmi),-aMuHO-C_sankmi](C4aKi1)aMuHO" OTHOCUTCS K
panuxaiy popmyist: -N(Cy_gamkmn)[Cy_sankni-N(Cy_4amxumn);].

B koHTekcre Hacrosmiel 3asBku TepMuH "C; sanknnaMuHO-C, galKHHUI'' OTHOCHTCS K paaukairy (hopmy-
Jel: -C,_qankuaun-NH-Cy_janmku.

B konrtekcte Hactosiei 3asBku TepMuH "(C_4alIKuI ))-aMUuHO-C,_gaIKHHUI" OTHOCUTCS K pagukaiy ¢op-
MyIIbL: -C,_gaTKUHUIT-N(C/_4aJIKWIT),.

B kontekcte Hactosimed 3asBku TepMuH "Ci4ankmikapOOHMI" OTHOCUTCS K pagukany (OpMYIIbL:
-C(0)-C,_samxum.

B xonTekcte HacTosmen 3asiBku TepMuH " Ci_4aTKWIKapOOHUI-aMHHO" OTHOCHTCS K pagukany GopMydbl: -
NH-C(0)-C,_sanxu.

B koHTekcTe HacTosIeH 3asBKH TepMUH "C_4aKWI-THO" OTHOCHTCS K paguKary GopMyibl: -S-C_4alKuil.

B xoHTekcTe HacTosei 3asBku TepMHH "aMHHO-C,)galIKGHWNI" OTHOCUTCS K paJAuKany (GOpMYIIbL:
-C,.gankenmn-NH,.

B xoHTekcTe Hacrosmeil 3asBku TepMHH "aMUHO-C;4aNKOKCH" OTHOCHUTCS K paauKainy (QOpMYyIIb:
-0-Cy_sankmn-NH,.

B koHTekcTe HacTosed 3asgBKH TepMUH "amMuHO-Ci4alKmi" OTHOCHTCA K paaukany (QopMyIis:
-Cy.4ankmin-NH,.

B koHTekcTe HacTosimed 3asBKH TepMHH "aMHUHO-C|_4alKHIaMHHO" OTHOCHUTCS K paguKaimy (OpPMYIIbL:
-NH-C,_jankuin-NH,.

B koHTekcTe HacTosmel 3asBku TepMuH "(aMUHO-C | _4alIKHIT),-aMUHO" OTHOCHUTCS K paguKairy (GOpMYIIbL:
-N(C1_43HKHH-NH2)2.

B xoHTekcTe Hacrosmiel 3asBku TepMuH "(aMUHO-C_qankmn)(C _4alKui1)aMiIHO" OTHOCHUTCS K pauKaTy
dopmyas: -N(C,_gankmn)(C; 4ankmi-NH,).

B koHTekcTe HacTOAIICH 3asgBKH TepMUH "aMUHO-C, ga KHHHA"' OTHOCHTCS K PpaaHKaly (GOpMYIIBL:
-C,.sankuHmI-NH,.

B koHTekcTe HacTosIeH 3asBKU TepMuH "apmi-Ci_4alTKOKCU-KapOOHIT" OTHOCHTCS K PaTuKaIry (GOpMYIIbL:
-C(0)-0-C_janxunapuin.

B xoHTekcTe Hacrosmiedl 3asBku TepMuH "apwi-Ci,amkmin’' OTHOCHTCS K pagukany (QOpMyIisL:
-C|_4JIKIIIapHIL.

B koHTekcTe HacTosmied 3asBku TepMHH "apmii-Ci4alKWIaMHHO" OTHOCHTCS K paaukairy (OpMYIIbL:
-NH-C,_jankunapwui.

B koHTekcTe Hactosmien 3asBku TepMuH "(apui-Ci_4amKui),-aMUHO" OTHOCHUTCS K paguKkaity (OpMYIIbL:
-N(C,_sankumapun),.

B konTekcre Hacrosmen 3asBku TepMmuH (apmir-Ci_4ankmn)(Ci_4alKui)aMUHO" OTHOCUTCS K pajdKaly
¢dopmyast: -N(C_gamkmn)(C_4anKuaapu).

B koHTtekcTe HacTosmiel 3asBku TepMuH "apii-C_jankunaMuHO-C_4aKuia" OTHOCUTCS K pajukany ¢op-
myisl: -C_sankui-NH-C_jankunapun.

B konrekcre Hactosmei 3asBku TepMuH "(apmi-Cj4ankni),-aMuHO-C 4anKui1" OTHOCHUTCS K pajuKaly
¢dopmyasl: -Cy_gankun-N(C,_4ankuiapun),.

B xoHTekcTe HacTosmiel 3asBku TepmuH "(apmwi-C_4ankmn)(Cy_jamkmn)aMuH0-C_4ankuin” OTHOCHUTCS K pa-
nmukany hopmynsl: -C_jankmn-N(C_jamkmn)(C_4jamkumapui).

B koHTeKkcTe HACTOAIICH 3aBKH TEPMUH "apuil-aMHUHO" OTHOCHTCS K panukany Gopmyisr: -NH-apui.

-82 -



046152

B koHTekcTe HACTOAIICH 3asBKH TCPMUH 'apUil-aMHHO-KapOOHHI"' OTHOCUTCS K paguKkany (OpMYIIbL:
-C(O)-NH-apu.

B KkoHTeKkcTe HacTOAIIEH 3as9BKU TEPMUH "apHi-cynbPOHUIOKCH-C | 4alKuil" OTHOCUTCS K pamukainy Ghop-
MyIibl: -C_4amknin-0-SO,-aput.

B koHTEeKkcTe HacTOsIIEeH 3asBKH TEPMUH "OCH30KCH-KapOOHHMJ' OTHOCHTCA K paaukaimy (OpMYIIbL:
-C(0)-O-CH,-dpennn.

B xonTekcTe HacTtosmei 3asBku TepMHH " Cs.j4IUKI0amKuiI-C_4amkui" OTHOCUTCS K paguKkainy GOpMYIIbL:
-C_sanxmin-C;_ 4IIMKIT0ATKHIL.

B konTekcTe Hactosmei 3asBku TepMHH '"Cs.4IIUKIOANKUIAMHHO" OTHOCHUTCS K paJuKaly (OpMYIIbL:
-NH-C;. 4IIUKIT0a KA.

B xonrtekcte Hacrosimed 3asBKU TepMHUH "C;4IIUKJIOANKHI-OKCH" OTHOCUTCS K paaukany (OpMYJIbL:

3-14
-0-C5.14IIUKIIOATKHUIL.

B koHTekcTe HacTosmIed 3asBKH TepMHH "neiitepo-Ci,ainkun” OTHOCHTCS K paaukary (QOpMyIbL:
-C.jankungaeiitepo, rae Ci4allKiil YaCTHYHO WK TIOJTHOCTHIO 3aMEIICH OJHUM HJIM HECKOJILKUMHU aTOMaMH JICH-
TEpHs, TAE ITO TO3BOJISIOT JOCTYIIHBIE BaJICHTHOCTH.

B xoHTEKCTe HacTOSAIIEeH 3asBKU TePMHH "Taso" Wi "rajoren", Kak MpaBHI0, OTHOCHTCS K TAIOTEHOBOMY
paaukaiy, BKIrodas Grop, XJIop, OpoM H HOI.

B koHTekcTe HacTosmeH 3asBKM TepMHH 'ranmoreH-C;  aIKOKCH" OTHOCHTCS K paauKany (OPMYIIbL:
-O-Cy_jankunranores, rae C; 4aJKul 9aCTUYHO WIIMA TTOJTHOCTBIO 3aMEIIEH OJHUM HIIM HECKOJBKUMH aTOMaMHU
TaJIOTeHa, TJE 3TO MO3BOJIIOT JOCTYITHBIE BAICHTHOCTH.

B koHTekcTe Hacrosmied 3asBKM TepMUH 'ranoreH-Ci,amkmi" OTHOCUTCS K pagukanry (QOpMYIIbL:
-C.jankwmiranores, rae Ci4alKuil YaCTUYHO WM MOJHOCTBHIO 3aMEIICH OJHUM WM HECKOJIBKUMH aTOMaMH Ta-
JIOT€Ha, T/I€ 3TO MO3BOJISIIOT IOCTYITHBIE BaJICHTHOCTH.

B koHTekcTe HacTosIIeH 3asABKH TEPMHH '"TanoreH-C 4alKWIaMUHO" OTHOCHTCS K paaukany (QOopMyIIbL:
-NH-C,_jankunranoreH.

B koHTekcTe HacTosmel 3asBku TepMuH "(ranoren-C_4amkni)(Ci_4anKun)aMuHO" OTHOCUTCS K pauKaTy
dhopmymbr: -N(C,_samxnin)(C_4adKuiragorex).

KOHTEKCTE HACTOAIICH 3assBKH TepMHH "(TanoreH-C _4allKui),-aMUHO" OTHOCHUTCS K pajnuKal MYJIBL:

B koHTeKcTe HacTosImIeH 3a e "(ranoren-Cj 4a aMHUHO" OTHOCHTC aIIKa. 0
-N(C,.;anmkunranores)?2.

KOHTEKCTE HACTOALICH 3asgBKH TEPMHH ''TeT mi-C_4aKOKCH" OTHOCHTCSI K pajJHKal MYJIBL:

B koHTekcTe HacTosmeH 3a e "rerepoa C.4aNKOKCH" OTHOCHTC aJnKa 0
-O-C,_jamkunrerepoapui.

B koHTekcTe HacTosIied 3asBKH TepMUH ''rerepoapmi-Ciamkmi" OTHOCHUTCS K pajukainy (OpMYIIB:
-C|_4aNIKuIITeTEpOApUII.

B koHTekcTe HacTosIICH 3asiBKU TepMHUH "TeTepoapui-Ci_4alIKHIaMHHO" OTHOCUTCS K PaluKaty (GOpPMYIIbL:
-NH-C,_jankunrerepoapui.

B konTekcre HacTosel 3asBku TepMuH "(rerepoapui-Ci 4aiKui),-aMHHO" OTHOCUTCS K paaukary ¢op-
Mynbl: -N(C;_4alKnireTepoapun),.

KOHTEKCTE HACTOAIICH 3asgBKH TEpPMHUH "(TeT mi-Cy_gankmn)(C_4anKin)aMrHO" OTHOCHTCS K paiu-

B koHTekcTe HacTosmIe 3a e "(rerepoa Ci4a Ciqa aMHUHO" OTHOCHTC a
kaiy popmynsl: -N(C_samknn)(C;_4amKunareTepoapr).

B xoHTekcTe HacTosIIeH 3aaBKH TepMUH "reTepoapmi-C _jankmnaMuHo-C_4aaKuia" OTHOCHUTCS K paguKary
dbopmymsr: -C_jankmn-NH-C_jamkunreTepoapui.

KOHTEKCTE HACTOSIIEH 3asiBKH TepMUH "(TeT nit-Cy_4anKni),-aMuHO-C | _4adKun" OTHOCHTCS K paju-

B xoHTekcTe HacTosmeit 3a e "(rerepoa; Cqam amMuHO-C| 42 " oTHOCHTC a
Kaxy Gpopmyinsl: -Ci_4ankmi-N(C;_jalKuireTepoapun),.

KOHTEKCTE HacTosIIeH 3assBKku TepMuH "(rerepoapmin-Ci_jamkmn)(C_sankmn)amuto-Cy_4a ki1 OTHOCHT-

B " Cia Cia Cia !
cs1 k pagukainy popmynst: -Cy_sanknn-N(C_sankui)(C | 4alIKuIreTepoapu).

B KoHTeKCTe HaCTOSIIEH 3aBKU TEPMUH ''TeTepOapIII-aMIHO" OTHOCUTCS K pauKaity hopmyisl: -NH-rerepoaprut.

B koHTekcTe HACTOsIIEH 3asiBKU TEpPMUH "TeTepOouHKImI-C_4aaKOKCH" OTHOCHTCS K pamuKany (OpMYyIIb:
-O-C,_4anKkunreTepoLrKInIL.

B koHTekcTe HacTosmIeH 3aiBKH TEPMHUH "TeTeponukimi-C, 4adkui" OTHOCUTCS K pagukainy (OpMYIIbL:
-C|_4QJIKIIIT e TeP OTTMKITHI.

B koHTEeKCcTe HaAcTOAMIEH 3assBKA TEPMHUH '"TeTepOoruKiII-C_4alKIIaMIHO" OTHOCHTCS K paaukany Ghop-
Mmyiiel: -NH-C/_4aKuIre Tep OIMKITHIL.

B koHTekcTe HacTosmed 3asgBkH TepMHH (TeTepOoruKianiI-C _4aJIKii),-aMAHO" OTHOCHUTCS K pauKaTy
dhopmynbr: -N(C_4aTKUATETEPOITUKITIII),.

B koHTekcre Hacrosmied 3asBku TepMHH "(reTeponnkini-Ci 4ankmi)(C 4adKumi)aMuHO" OTHOCHTCS K pa-
qukaiy gopmyist: -N(Cy_sankmi)(C4allKUIreTepOLUKIINII).

B xoHTekcTe HacToswIel 3asBKku TepMUH ""TeTepounkini-C jankuiaMuHo-C,_4alkui" OTHOCUTCS K pajau-
kaiy popmyisl: -C_gankun-NH-C,_jaaKuareTeporyKIIi.

B koHTekcTe HacTosmel 3aaBKkK TepMUH "(reTepounkimmi-C  4allkni),-aMuHO-C | 4akmit”" OTHOCHTCS K pa-
ukaiy Gopmyist: -Cy4ankmi-N(Ci_4alKuiareTeponuKIiIm),.

B xonTtekcte Hacrosmel 3asBku TepMuH "(reteponnkini-C_samkni)(C_4ankun)aMuuo-C_4ankui" OTHO-
cutcs Kk pagukany Gopmynsl: -C_sankmi-N(C;_samkmi)(C_4alKUIre TepOIuKITIII).
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B koHTeKcTe HacTosIIel 3asBKH TEPMHH '"TETEPOLMKIIIIAMAHO" OTHOCHUTCS K paaukany ¢opmynsr: -NH-
TeTePOLMKIHIL

B xoHtekcTe Hactosmiei 3asBku TepMuH "(TeTeporukiam)(Ci_4alKimT)aMuHO" OTHOCUTCS K pauKaly
dhopmynbr: -N(C_4amkui)(TeTepOmuKIn).

B koHTEKCTEe HACTOAMIEH 3assBKH TEPMHUH '"TeTepOoruKIrmIaMuHO-C | 4amKui" OTHOCHUTCS K paaukaiy ¢op-
Mmyibl: -C_jankun-NH-retepormrmm.

B koHTekcTe HaCTOsIICH 3aABKH TEPMHUH "TE€TEPOLUKIMI-KapOOHUI" OTHOCUTCS K paguKany (OpPMYIIbL:
-C(O)-reTepOruKITHII.

B koHTekcTe HacTosmIel 3asBKM TEPMHH "TeTEPOLMKINI-KapOOHUI-OKCH" OTHOCUTCS K paaukany Gopmy-
ab1: -O-C(O)-reTeponuKiIn.

B KOHTEKCTEe HACTOAIICH 3asBKH TEPMHUH '"TETCPOUMKIMI-OKCH" OTHOCUTCS K pagukany (QOpMyIbL:
-O-reTepoIuKIMIL

B KOHTEKCTEe HACTOSAIICH 3asBKH TEPMUH "TUAPOKCH" OTHOCUTCS K pagukany Gopmyist: -OH.

B xoHTeKCcTE HacTOsIIEH 3aBKH TePMHUH "THAPOKCH-C1_4aKOKCH-C_4allKiI" OTHOCHUTCS K pagukairy Gop-
myibl: -C_4amkni-0-C_sankun-OH.

B koHTekcTe HacTosmmIed 3asfBKH TepMUH "THAPOKCU-C4alKmi" OTHOCUTCS K paauKaly (OPMYIIBL:
-C,4anxmn-OH, toe C|4ankui 9aCTHYHO WU TTOJIHOCTBIO 3aMeIeH OAHWUM W HECKOJIBKUMH THAPOKCH paiv-
KaJaMH, TJ€ 3TO TO3BOJIAIOT JOCTYITHbIE BaJICHTHOCTH.

B koHTekcTe HacToAMmIEeH 3asBKU TepMUH "TUAPOKCU-C | 4alIKIJIAMUHO" OTHOCHUTCS K pajukairy (GOpMYIIbL:
-NH-C,_jankun-OH.

B xoHTekcTe HacTosImEeH 3a9BKH TepMHH "(THAPOKCH-C_4alIK1IT),-aMUHO" OTHOCUTCS K pajgukaity (opmy-
mel: -N(Cy_4amkmi-OH),.

B xoHTekcTe HacTosiie 3asBku TepMuH "(THIpokcH-C4anknin)(C_4alKuiIT)aMHHO" OTHOCHUTCS K paIuKaIry
¢dopmyasl: -N(C_gamkmn)(C;_sankun-OH).

B xoHTekcTe HacTosmel 3adBKM TepMHH "TUAPOKCH-C; jankunaMuHO-C) 4ankun" OTHOCUTCA K paguKary
dbopmymer: -C;_jankun-NH-C,_jankun-OH.

B xonTekcTe HacTosAmmIeH 3asBKH TepMHUH "(TUAPOKCH-C | 4alTKHI ),-aMUHO-C1_4aIKWIT" OTHOCUTCS K paanKa-
ny hopmyabl: -C_jankmn-N(C_jankun-OH),.

B konTekcte HacTosmel 3asBku TepMuH " (ruapokcu-C_4amkui)(C_4amknin)aMuHo-C_4alkuil" OTHOCHUTCS
K pagukairy popmyisl: -C_4ankuin-N(Cy_sankxmn)(C,_sankmi-OH).

B xoHTekcTe HacTosMIEeH 3aIBKU TepMUH "THAPOKCH-C _sakmnaMuHo-C|_4aTKOKCH" OTHOCHUTCS K PauKaITy
dopmynsr: -O-C;_sankmn-NH-Cy_jankui-OH.

B konTekcTe HacTosmel 3asBku TepMuH "(TUAPOKCH-C | 4allKui),-aMUHO-C/_4alKOKCH" OTHOCHUTCS K pajau-
kaiy Gpopmyinsl: -O-C_sankun-N(Cy_jankni-OH),.

B xoHTeKCTE HacTOsIeH 3assBKH TepMuH "(ruapokcu-Ci_jankmn)(C_4ankimt)aMuHo-C1_4alTKOKCH" OTHOCHT-
cs1 k pagukainy Gopmynsl: -O-Cy_sanknin-N(C,_janxun)(C4anknn-OH).

B konTekcTe Hactosiuiei 3asBKU TepMUH "THIPOKCH-C | 4alKkuinaMuHO-C | 4alIKUJIaMUHO" OTHOCUTCS K pa-
nmukany hopmynsl: -NH-C_janknn-NH-C_sanknn-OH.

B koHTekcTe Hactosmiei 3asBku TepMuH "(Tuapokcu-C_jankmiaMuHo-C_4a K1 );-aMIUHO" OTHOCHUTCST K
pamukany Gopmyisl: -N(Cy_sankmn-NH-C_jankun-OH),.

B koHTekcTe Hactosmiel 3asBku TepMHH "(TUAPOKCU-C | 4alIKI),-aMUHO-C | _4aIKAITaMIHO" OTHOCHUTCS K
pamukany ¢opmyisl: -NH-C_sankun-N(C,_jankun-OH),.

B konTekcre Hacrosein 3aaBku TepMuH "(Tunpokcu-Ci_jankunaMuno-C sankui)(C,_4aaKkuia)aMuHo" oT-
Hocurcs K pagukainy gopmyunst: -N(C;_sanknn)(C_gankun-NH-C_jankun-OH).

B xoHTekcTe Hactosmiel 3asBKU TepMuH [(Tuapokcu-Ci_sanmkmi),-aMuHO-C_4ankun](C_4ankmi)aMuHo"
otHOcHUTCS K paaukaiy Gopmynsl: -N(C_sankwmn)[ Cy_sankuin-N(C_jankmi-OH),].

B xonrtekcTe Hacrosimei 3asBku TepMuH "(ruapokcu-Cjankmn)(Ci_jamkmin)aMuHo-C _4alKimiaMiuHO" OT-
HocuTcs K pamukany Gopmyisr: -NH-Cy_jankuin-N(C;_sankmr,Cy_jankmi-OH).

B xonrtekcte Hactosmeid 3asBku TepMuH [(rrmpokcu-C_janmkmn)(C_sankmn)amuno-C i jamkmi]-(Ci_4ai-
Kr1)aMuHO" oTHOCUTCS K panukany Gopmynsr: -N(C_jamkwn)[C;_jankmn-N(C_jamknn)-(C_4ankmi-OH)].

B KOHTEKCTE HACTOSAIIEH 3asBKH TEPMUH "3aMeCTUTENb" O3HAYAET MO3UIMOHHBIE MIEPpEMEHHBIE Ha aTOMax
Spa MOJIEKYJIBI, KOTOPBIC 3aMEIICHB! B YKa3aHHOM ITOJIO’KEHHH aToOMa C 3aMEHOI OJHOTO WM HECKOJIBKUX aTo-
MOB BOZOpPOAa Ha YKa3aHHOM aTOMe, P YCJIOBHH, YTO HOpPMajbHas BAJICHTHOCTh YKa3aHHOTO aToMa HE Ipe-
BBIIIIACTCS, M YTO 3aMEIICHNE IPUBOIUT K CTaOMIbHOMY coenuHeHuo. KoMOmHamm 3amecTuTeneil u/uim nepe-
MEHHBIX JIOYCTUMBI, TOJBKO €CITU TaKUe KOMOWHAIIMY MPHUBOASAT K CTAOMIBHBIM coenuHeHusIM. CrieruanucraM
B JaHHOW 00JaCTH CIIeAyeT MPUHATH BO BHUMAHHE, YTO JIFOOOH YIIIepol, a TaK:KE TeTepOAaTOM C BAICHTHOCTSIMH,
KOTOPBIC OKa)KyTCS HEHACHIIICHHBIMH, KaK OMMCAHO WU ITOKA3aHO B HACTOSIICH 3asiBKe, KaK MPEIIoiaracTcs,
HUMCIOT TOCTATOYHOE KOJIUYECTBO aTOMa(aTOMOB) BOJOPOJIA sl YAOBICTBOPEHUS OMMMCAHHBIM HIIH TIOKAa3aHHBIM
BaJICHTHOCTSIM. B HEKOTOPBIX CiIydasiX OJUH WM HECKOJILKO 3aMECTHUTENEH, UMEIOIINX IBOHHYIO CBA3b (Hampu-
Mmep, "okco" i "=0") B KauecTBE TOUYKH IIPUCOSINHEHUSI, MOTYT OBITh ONMUCAHBI, TIOKa3aHbl HJIH ITEPEUNCIICHEI
B HACTOSIIEH 3asBKE B TPYIIIE 3aMECTUTENEH, TJe CTPYKTypa MOKET IOKa3hIBaTh TOJIBKO MPOCTYIO CBS3b B Kade-
CTBE TOYKH TPUCOSTUHEHUS K CTpyKType supa dhopmyisl (1) mmu popmyisr (I1). Crermanucty B 1aHHON o0Jac-
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TH TEXHHUKH JTOJHDKHO OBITH MIOHSATHO, YTO, XOTS TIOKa3aHa TOJBKO MPOCTas CBA3b, ABOMHAS CBS3b IPEANOIAracTCs
JUTSL 9THX 3aMECTHTEICH.

B koHTEeKCTEe HACTOAMIEH 3agBKA TEPMHUH "W T.IL." CO CCBHUIKOW HA OINpENENCHMs] XUMHYECKUX TEPMHHOB,
MIPEICTAaBICHHBIX B HACTOSIIEH 3asBKE, 03HAYACT, YTO BapHAIlMM B XUMUYECKHX CTPYKTypaX, KOTOPBIE MOXET
OKH/IaTh CIICIIMANIUCT B JAHHOW OOJNIACTH TEXHWKH, BKIIOYAIOT, 0€3 OTpaHWYCHHUS, M30MepHI (BKIOYas IEIIH,
pa3BeTBIICHHE WIN TO3WIMOHHBIC CTPYKTYPHBIE W30MEPHI), THAPATAIINIO KOJBIEBBIX CHUCTEM (BKIIOYAst HACHI-
[IEHHOCTh WJIM YaCTHYHYI0 HEHACBHIIICHHOCTb MOHOLMKIMYECKUX, OUIMKINYCCKAX WA TTONHITUKIHYECKIX
KOJIBIIEBBIX CTPYKTYpP) M BCE IPYTHE BapHUAHTHI, €CIH TO JOIYCKACTCS JOCTYIHBIMH BaJICHTHOCTSIMH, KOTOPHIC
MPUBOJIAT K CTAOWIFHOMY COCIHHCHUIO.

JIis enei HaCTOSIIEro OMKMCAaHUs, KOT/Ia OJTHA WM HECKOJBKO TIEPEMECHHBIX, TAKHX KaK 3aMECTUTEITH JIJIS
coeaunenust popmyisl (1) mm dopmynsr (II) umu ero hopmbl, 0XBaTHIBaIOT (QYHKIHMOHAIBHBIC TPYIIIBI, BKIIO-
yeHHbIe B coequHenne Gpopmysl (1) nmm dpopmynst (I11), kaxkaas GyHKIMOHANIBHAS IPYIIA B JF0OOM OJI0KECHUN
B PAacKpBIBACMOM COCIMHCHUH MOXKET OBITH HE3aBUCHMO BBIOpaHA W, IPU HEOOXOAMMOCTHU, HE3aBHCHUMO W/WIIA
Heo0s13aTeNbHO 3aMeIleHa.

B kxoHTekcTe HacTosImel 3assBKA TEPMHHBI "HE3aBUCHUMO BBHIOpaHHBIN" WM "Kaxablii BRIOpaHHBIN" OTHO-
cATCA K QYHKIIMOHAIBHBIM IIEPEMEHHBIM B ITEPEYHE 3aMECTUTEIICH, KOTOPBIE MOTYT BCTPEUaThCsl 00Jiee 0THOTO
pasa B ctpykType dopmyisl (1) i popmyasr (II), mpu 3TOM MaTTepH 3aMEIIEHUS B KOKIOM ClTydae He 3aBUCHUT
OT maTTepHa B JI000M ApyroMm ciaydae. Kpome Toro, moapasymeBaeTcs, 4TO UCIIOIB30BaHIE POJIOBOTO 3aMECTH-
Tens B 0001 hopMysie WM CTPYKType UL COSAWHEHHS, OMMCAHHOTO B HACTOSIIEH 3asBKe, BKIIOYAET 3aMEHY
POZIOBOTO 3aMECTUTENSI BUAOBBIMU 3aMECTHTEIISIMU, KOTOPHIE BKIIIOYCHBI B KOHKPETHBIN PO, HAIpUMep, apuil
MOJKET OBITh 3aMCHEH Ha ()CHHJI WM Ha(QTaTHHWI U T.I., ¥ YTO MOJIYYCHHOE COSANHCHHE JOJDKHO OBITh BKITIO-
YCHO B 00BEM COCIMHCHUM, ONIMCAHHBIX B HACTOSIICH 3asiBKE.

B koHTekcTe HacTOsIIEH 3asBKU MPEANOIAraeTcs, YTO TEPMUHBI "KaXIbIM CiIydyail min "B KaXkoM cilyuae,
KOTJ]a OH MPUCYTCTBYET" MPH HCIIOIB30BaHUU Tiepe]] Pppa3oit, Takoit kak "...Cy_jurnoankui, Cs.q4IIUKI0aTKUI-
Cyqamxmn, apwmi, apwi-Ci_4allKui, reTepoapui, rerepoapii-C 4K, TeTSPOIUKIWI U reTeponukimi-C 4ai-
k", oTHOCATCS K Cs.14ITUKIOATKUIBHON, apUIIbHOM, TeTEpOapiIbHOM M TeTePOIUKINIHFHON KOJBIIEBBIM CHCTE-
MaM, KOTJa KakKaast N3 HUX IMPUCYTCTBYET MO0 OTIENIBHO, JIN0O0 B KAUECTBE 3aMECTHTEII.

B koHTeKCTe HacToOsIIEH 3asBKH TEPMHH "HE0OSI3aTEILHO 3aMEICHHBIN" 03HaYaeT HeoOs3aTeIbHOE 3aMe-
[IeHHE YKa3aHHBIMHU 3aMECTUTEILIMHI, TPYIIIIaMH, pauKalaMy Wi (GparMeHTaMH.

DopMBbI COETUHEHNS.

B konTekcTe HacTosAMIeH 3asBKkK TepMuH ""dopma o3HadaeT coenuHeHure Ghopmyisl (I) wmu dopmymnsr (1),
umetoree GopMmy, BEHIOPaHHYIO U3 TPYIIIBI, COCTOSIMIEH U3 (OPMBI €r0 cBOOOJHOM KHCIOTHI, CBOOOJHOTO OCHO-
BaHUs, MPOJICKAPCTBA, COJIM, TUAPATa, CONbBATa, KJIATpaTa, U30TOMOJIOra, palemMara, SJHaHTHOMEpa, THACTEPeo-
Mepa, CTepeor3oMepa, monuMopda u Tayromepa.

B HekOTOpHIX acriekTaX, OMUCAHHBIX B HACTOSIICH 3asBKe, hopMma coemureHus popmyisl (I) mmm Gopmysr
(IT) mpencrapnsieT cobo¥i ero CBOOOIHYIO KHCIOTY, CBOOOIHOE OCHOBAHHE WIIH COJb.

B HekOTOpHIX acriekTaX, OMUCAHHBIX B HACTOSAIICH 3asBKe, hopMma coemureHus popmyisl (I) wmm Gopmysr
(IT) mpencTapisieT cobO¥t €ro COob.

B HEKOTOpBIX acnieKTax, OMMCAHHBIX B HACTOSMIEH 3asBKe, popma coenuaenus Gopmydsl (1) wim hopmybr
(IT) npencTapisieT coO0 €ro N30TOIOJIOT.

B HEKOTOpHIX acnieKTax, OMMCAHHBIX B HACTOSMIEH 3asBKe, popma coenuaenus Gopmydsl (1) wim hopmybr
(IT) mpencTapisieT coboit €ro CTepeon3oMep, pareMar, SJHaHTHOMEDP WK AHacTepeoMep.

B HEKOTOpHIX acrieKkTaX, OMUCAHHBIX B HACTOSAIICH 3asBKe, hopMa coenurenus popmyis (I) wmm Gpopmysr
(IT) mpencrapnsieT coboii ero TayTomep.

B HEKOTOpHIX acrieKkTaX, OMUCAHHBIX B HACTOSAIICH 3asBKe, hopMa coenureHus popmyis (I) wmm Gpopmysr
(IT) mpencrapnsieT coboii ero papManeBTHUSCKU IPUEMIIEMYIO POpPMY.

B HEKOTOpBIX aclieKTax, ONMMCAaHHBIX B HACTOsAMIEH 3asBKe, coenuHenue ¢popmyis! (1) wmm Gopmynsr (I1)
WK ero (popMa SBIISTIOTCS BBIACICHHBIMH JJIS1 HCIIOJTb30BAHHS.

B KoHTeKkcTe HAcTOSIIECH 3assBKM TEPMHUH "BBIICICHHBIA" O3HAYaeT (PU3MUECKOE COCTOSHHWE COCIUHEHUS
dbopmyner (1) wm hopmyner (I1) wu ero GpopMbl Mocie BBIACTECHUS W/WIA OYUCTKHA W3 TMpollecca CUHTe3a (Ha-
IpUMeEp, U3 PEaKIIMOHHONH CMECH) WM TPUPOIHOTO NCTOYHUKA MM UX KOMOMHAIIMK B COOTBETCTBHH CO CIIOCO-
6oM mnm criocobamMy BBIAEIICHHS FUTH OYUCTKH, OTIMCAHHBIMHU B HACTOSIIEH 3asfBKE WM KOTOPBHIE XOPOIIO W3-
BECTHBI KBATM(PHUIIMPOBAHHBIM CIICIIHATICTaM (HaIpUMep, XpoMmarorpadus, IepeKpUCTAIUTU3aNNS | T.11.), C 10C-
TATOYHOM YHCTOTOW, YTOOBI MX MOXHO OBUIO OXapaKTepH30BaTh CTAHAAPTHBHIMHU aHATUTHICCKHIMU METOIAMH,
OINMCAaHHBIMH B HACTOSIIIEH 3asiBKE HIIM XOPOIIO H3BECTHBIMU OIBITHBIM CIICITHATUCTAM.

B KOHTEKCTE HACTOsIICH 3asBKH TEPMHH '"3aINUIICHHBIN" O3HAYaeT, 4yTo (HYHKIMOHAIBHAS TPYIIa B CO-
enunenun Gopmynsl (I) wmm dopmynsr (II) wim B ero dopme Haxoxutes B Gopme, MOAUPHUIMPOBAHHOMN IS
MPEJOTBPAIICHUS HEXKEIATEIBHBIX TOOOYHBIX PEAKIUH Ha 3aIIUIIEHHOM yYacTKe, KOTJa COCAMHEHHE ITOJBEp-
TaroT B3auMoJeicTBHIO. [loAXOoMsIIpe 3alUTHBIC TPYIIIEI JOJDKHBI OBITh U3BECTHBHI CICIMATIMCTAM B JaHHOW
00JTacTH TEXHUKH, a TaKK€ WX MOXHO HAWTH B CTaHJAPTHBIX CIPABOYHHMKAX, TAKUX Kak, Hampumep, T.W.
Greene et al, Protective Groups in organic Synthesis (1991), Wiley, New York. Takue ¢hyHKIIMOHATBHBIE TPYII-
Bl BKJIIOYAIOT THAPOKCH, (PEHOI, aMHHO U KapOOHOBYIO KHUCIOTY. [lomxoadmiue 3amuTHBIC TPYIIIBI UTSI THAPO-
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KCH WK (PCHOJIA BKITFOYAIOT TPHUANKWICHIII WIH JTAAPWIATKWICHIHA (HAIPUMEp, TPET-OyTHIAUMETIIICHITIIL,
TPeT-Oy THATU(DESHUICHIINI I TPUMETHICHINIT), TeTParuIponupaHui, OCH3MI, 3aMEICHHBIH OEH3MII, METHII,
METOKCHMETaHON U T.I. [loxxosmue 3amuTHRIe TPYIIIBL IS aMUHO, aMUIMHO M TYaHHUAWHO BKIIFOYAIOT TPET-
OyTOKCHUKapOOHWI, OCH3MIOKCHKApOOHWI U T.I. [logxonsmiue 3amuTHBIE TPYNIINBI I KapOOHOBOW KHCIIOTHI
BKITIOYAIOT CJIOKHBIC AJKHIIOBBIC, apMIJIOBBIC WM apWIIAJKHIOBBIE 3(PHUPH. B HEKOTOPBIX Cirydasx 3amfuTHAs
Tpymma TakKe MOXKeT IPEACTaBIATh COOOH IONMMEPHYI0 CMOXy, Takyl0 Kak cmoja Banra wmm 2-
XJIIOPTPUTHIIXKIIOPUIHAS CMOJA. 3aIlUTHBIE TPYIIBI MOTYT OBITH MOOABIICHBI WM YAAJCHBI B COOTBETCTBHHU CO
CTaHIAPTHBIMH METOJIaMH, KOTOPBIE XOPOIIO W3BECTHHI CICIHAINCTaM B JaHHOW 00JacTH, M KaKk OIHMCAaHO B Ha-
crosmieil 3asBke. CrienpanucTaM B JaHHOH 00JIaCTH TaK)Ke JIOJDKHO OBITH MOHSTHO, YTO, XOTS TAKHE 3alHIICH-
HBIE NIPOM3BOJHBIC COEIMHEHMH, ONMMCAHHBIX B HACTOSIICH 3asBKE, MOTYT HE 00janarh (hapMaKoJIOTHYECKOH
AKTHBHOCTBIO KaK TaKOBBIE, OHH MOTYT OBITh BBEIICHBI CYOBEKTY, a 3aTeM METaOOJIM3HPOBATHCS B OPraHU3ME C
00pa3oBaHNEM COEIMHEHHH, ONMCAHHBIX B HACTOAIIEH 3asiBKE, KOTOPBIE SBISIFOTCS (papMaKoJIOrHYeCKH aKTHB-
HbeIMU. [To3TOMY Takue MpPON3BOJHBIE MOXKHO Ha3BaTh "mpoJekapcTBamMu’. Bee nmponexkapcTsa coequHEHU, onu-
CaHHBIX B HACTOSIIEH 3asBKE, BKIIOYCHBI B 00bEM MPUMEHEHHS, OIIMCAHHOTO B HACTOSIIIEH 3asBKe.

B kxoHTekcTe HacTosIEel 3assBKA TEPMHH "TIPOJIEKapcTBO" O3Ha4YaeT GopMy COSAMHEHHS IO HACTOSIIEMY
n300peTeHnio (HanmpuMep, MPEIIIeCTBEHHNKA JIEKApCTBEHHOTO CPEICTBa), KOTOpas mpeodpasyercs in vivo ¢
obpazoBanueM aktuBHOTO coenuHeHUs Gopmyns! (1) wu opmymnst (IT) umu ero dpopmel. I[IpeodpazoBanue mMo-
JKET TIPOUCXOAUTH TOCPEICTBOM PA3TMUHBIX MEXaHU3MOB (HAIpPUMeEp, METaO0OTMUECKUX W/ HeMeTa0oInde-
CKHX XHMHYECKHX MPOIECCOB), TAKMX KaK, HAIpHUMep, THAPOJIN3 W/WIH METaboIM3M B KPOBH, TMEUEHU W/HIN
JIPYTUX opraHax u TKaHsax. OOCyKIeHHe UCTIONb30BaHMs TpojiekapcTB npeactasiero B T. Higuchi and W. Stel-
la, "Pro-drugs as Novel Delivery Systems", Vol. 14 of the A.C.S. Symposium Series, a Taxxe B Bioreversible
Carriers in Drug Design, ed. Edward B. Roche, American Pharmaceutical Association and Pergamon Press,
1987.

B onnom npumepe, korna coenunaenue Gopmyast (1) mmm dopmynsr (II) wim ero popma conepxut GyHK-
[IMOHAJIbHYIO TPYIIY KapOOHOBOW KHCIIOTHI, IPOJIEKAPCTBO MOJKET BKIIOYATh CIOXHBIN 3(hup, 00pa3oBaHHbIH
3aMEHON aToMa BOJIOPOAa KHUCIOTHOW Ipymnmbl (YyHKIIMOHAIBHON TPYNIIOH, TaKOW Kak alkWi W T.I. B apyrom
npumMepe, koraa coequnerue hopmyist (1) mwm Gopmynst (IT) umm ero popma comaep >KUT THAPOKCHITbHYIO (DyHK-
MUOHAIBHYIO TPYIIY, (OpMy MPOJIEKapcTBa MOXKHO TONYYHUTH 3aMEHOH aToMa BOJIOpOJa THAPOKCHIIA APYroi
(OYHKITMOHATLHOW TPYTMITON, TAKOK KaK ajKWj, aJKWIKApOOHUI WU CIOXHBIA 3pup GochUHOBOH KHUCIOTHI U
T.11. B npyrom mpumepe, koraa coeaunenne ¢popmyisl (1) wmu Gopmynst (IT) wmu ero popma comepkut QyHK-
MUOHAIBHYIO TPYNITy aMuHa, GOpMy MPOJIeKapcTBa MOYKHO HMOJIYYHTH ITyTEM 3aMEHBI OJTHOTO WIJIM HECKOJIBKHX
aTOMOB BOJIOpPOJa aMHHA ()YHKIMOHATBHOM TPYIIOH, TAKOW KaK aJKWI WM 3aMCUICHHBIH kapOoHmI. dapma-
LEBTUYECKH TPHEMIIEMbIE TIposiekapcTBa coequueHuit popmyisl (I) nimm dpopmyisr (I1) wmr ux hopMel BKITIOYa-
IOT COEJMHEHMSI, 3aMEICHHbIC OJHOIM MIIM HECKOJIBKUMH U3 CIEAYIOIINX TPYIII: CIOXKHBIE d3(QHUPBI KapOOHOBBIX
KHUCIIOT, CIIOKHBIE 3(UPBI CYIb(POHOBBIX KUCIIOT, CIOKHBIE A3(UPHI aMHHOKHCIIOT, CJI0XKHBIE 3(UPBI HOCHUHOBOH
KUCIJIOTHl U MOHO-, TU- WIK TpudocharHble 3pUpbl WM aJKWIbHbIE 3aMECTUTENH, T1e 3T0 HeoOxoaumo. Kak
OINMMCAaHO B HACTOSIICH 3asBKe, CHEHUAINCTaM B JAHHOW 00JACTH OJDKHO OBITH NOHSATHO, YTO OJUH WJIM He-
CKOJIPKO TaKHX 3aMECTUTEJNICH MOXKHO HCIOJB30BATh JJIS MOXydeHUs coenuHeHus Gopmyis! (1) wm dopmyst
(IT) wm ero GhopMEI B Ka4eCTBE MIPOJICKApCTBA.

OmHO M HECKOJIBKO COCTMHECHNH, OMMCAaHHBIX B HACTOSAIICH 3asBKE, MOTYT CYIIECTBOBATh B HECOIBBATH-
POBaHHOH, a TaKKe COMBBATHPOBAHHOU (hopMe ¢ (apMaleBTUIECKH NPHUEMIICMBIMH PACTBOPHUTEIAMHU, TAKIMH
KaK BOJa, 3TAHOJ H T.II., M OTIMCAaHWE B HACTOSIICH 3asBKE NMpeIHa3HAUYCHO /U 0XBaTa KaK COJIbBATHPOBAHHBIX,
TaK ¥ HECOJIbBATHPOBAHHBIX (opM.

B xoHTekcTe HacTosei 3asBKM TEPMHH "COJBBAT' O3HAYACT (PH3MUYCCKYIO ACCOIMAIUIO COCTUHCHUS,
ONMCAaHHOTO B HACTOSIIECH 3asBKe, C OJHOM WJIM HECKOJBKMMH MOJIEKYJIaMH pacTBOpHTENs. JTa (hu3nueckas
accouuanys BKII0YaeT pa3Hble CTENEHH HOHHOTO U KOBAJIEHTHOTO CBSI3BIBAHMS, BKIIIOYAst BOJOPOJHOE CBSI3bIBA-
HHE. B HEKOTOPBIX CiTydyasx COJBBAT MOXKET OBITH BBIJICNICH, HAPUMEp KOTJa OJHA WIIM HECKOJIBKO MOJIEKYI
pacTBOpHTENS BKIIOYEHBI B KPUCTALIMYECKYIO PEIIETKY KPUCTALIMYECKOTO TBEPJIOrO BemlecTBa. B KoHTekcTe
HACTOAIIEH 3asgBKH "CONMbBAT"' OXBAThHIBAE€T KaK COJILBATHI B (pase pacTBOpa, Tak M BhIAEIsEMBbIC CONbBAThl. He
OTPAaHNYMBAIOIINE IPUMEPHI MTOIXOAAIINX COTBBATOB BKIIFOYAIOT STAHOJISATH, METAHOJISTHI U T.1I.

B KoHTEeKCTE HACTOSIIEH 3asBKU TEPMHUH "THAPAT" O3HAYAET COJIBBAT, TJ€ MOJIEKYJa PACTBOPUTEINS TIPE-
CTaBJIsIeT COOOH BOY.

Coenunennst popmyasl (1) wmn hopmynsr (IT) MoryT 0O6pa3oBEIBaTH COJHM, KOTOPHIE TPEIyCMaTPUBAIOTCS
KaK BKIIIOUYEHHBIC B 00BEM HACTOSIIETro onucanwus. [logpasymeBaercs, 4To cchbuika Ha coenuHeHue hopmyisl (1)
wi opmynsl (II) mmm ero hopmy B HacTosIIeH 3asBKe BKIIOYAeT CCHUIKY HA €ro coJieBble (pOpMBI, ecin He
yKa3aHo nHoe. TepMuH "coib(coin)" B KOHTEKCTE HACTOSIICH 3asBKH 0003HaYaeT KUCIOTHBIE COJM, 00pa3oBaH-
Hble HEOPraHMYECKUMH M/WJIM OpPraHUYeCKHMMH KUCIOTaMH, a TakKe OCHOBHBIE COJIM, 00Opa30BaHHBIE HEOPTaHU-
YEeCKUMH W/WITH OpraHMYecKuME ocHoBaHMAMH. Kpome Toro, koraa coenunenue ¢popmyist (1) nim dpopmysnsr (11)
WM ero opma COAEPKHUT Kak LIETOUHYIO TPYIILY, TaKyl0 Kak, 03 orpaHHYeHHUs, aMUHOTPYIITY, TaK U KUCIIOT-
HYIO TPYIITy, TaKyl0 KakK, HO He OIpaHUYMBAasICh STHM, KapOOHOBAsI KHCIOTA, MOTYT OBITH 00pa30BaHbI IIBUTTE-
puonbl ("BHYTpeHHHE CONH"), U OHU BKJIIOYECHBI B TEPMHH "COJB(COJIN)", KaK OH HCIIONB3YETCS B HACTOSIICH
3asiBKe.
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Tepmun "dapmaneBTHUECKH NpueMieMast coib(conm)", Kak OH HCIIOJb3yeTCsl B HACTOSIIEH 3asBKe, O3Ha-
YaeT COJH ONUCAHHBIX B HACTOSIICH 3asBKE COCAMHCHUI, KOTOPBIC Oc30MacHbI U A(PPEKTHBHEI (T.e. HETOKCHY-
HBI, (PU3NOJIOTHYECKU PUEMIIEMBI) TSI IPUMEHEHUS 111 MIICKOTIUTAIOIINX W 00J1a1al0T OMOJIOTHIECKOH aKTHB-
HOCTBIO, XOTS ApyTrue conu Toxe mosie3nbl. Commn coequaennit Gopmynsl (1) mwmm popmyasr (1) Mmoryt ObITH 00-
pa3oBaHbl, HANpUMEP, MTyTeM B3aumojieicTBus coeauaerust Gopmydsl (1) wmm popmynsr (II) nam ero hopmel ¢
HEKOTOPBIM KOJIMYECTBOM KHCJIOTHI MJIM OCHOBAHMS, TAKIM KaK KBHBAJICHTHOE KOJIMYECTBO, B CpE/Ie, TAKOH Kak
cpena, B KOTOPOH OCaKIAAEeTCs COJb, WIIH B BOAHOH Cpelie ¢ MOCIIeAYyome IO hrIr3aIueii.

®DapMareBTHIECKH IIPUEMIIEMbIE COJIM BKJIIOUAIOT OJHY WJIM HECKOJIBKO CONEH KHUCIOTHBIX WM MISIOYHBIX
TPYIII, TPUCYTCTBYIOIIMX B COCITUHCHUAX, ONMMMCAHHBIX B HACTOAMICH 3asBKe. KOHKPETHBIC aCMEKThl KUCIOTHO-
AJTUTHBHBIX COJICH BKJIFOYAIOT, HO HE OIPAaHMYUBAIOTCS JTUM, alleTar, ackopOar, OeH30aT, OcH30iICYIb(OHAT,
oucynbdat, Ouraprpar, 6opat, OpoMun, OyTupat, XJIOpHA, TUTPaT, KaMmpopar, kamdopcynbhoHar, FTaHCYIB(O-
Hat, popmuaT, pymapar, TeHTH3HHAT, TTIOKOHAT, TIIFOKApPOHAT, TIIyTaMaT, HOAU, H30HUKOTUHAT, JIAKTAT, MaJe-
aT, METaHCYIb(POHAT, HAPTATHHCYIB(OHAT, HUTPAT, OKCAJaT, IIaMoar, MMaHTOTeHAT, GocdaT, IPOIUOHAT, caxa-
paT, caluIMiaT, CyKIUHAT, CyIb(aT, TapTpaT, THOIMAHAT, TOIYOJICYIb(OHAT (TaKXKe U3BECTHBIA KaK TO3WJIAT),
TpudTopareTaTHple coMd U T.N. HeKOTOphle KOHKPETHBIE ACHEKTHI KUCIOTHO-aJITUTHBHBIX COJEH BKIIOYAIOT
XJIOPUJ WIH TAXIIOPHI.

Kpowme Toro, KHCIOTHI, KOTOPBIE OOBIYHO CYMTAIOTCS IMOAXOMIIINMHE U 00pa3oBaHus (apMaIleBTHIECKH
TIOJIE3HBIX COJICH M3 MIENOYHBIX (papMaIeBTHIECKIX COeTUHEHMH, o0CcykmatoTces, Hanpumep, P. Stahl et al, Ca-
mille G. (eds.) Handbook of Pharmaceutical Salts. Properties, Selection and Use. (2002) Zurich: Wiley-VCH; S.
Berge et al, Journal of Pharmaceutical Sciences (1977) 66(1) 1-19; P. Gould, International J. of Pharmaceutics
(1986) 33, 201-217; Anderson et al, The Practice of Medicinal Chemistry (1996), Academic Press, New York;
and in The Orange Book (Food & Drug Administration, Washington, D.C. Ha ux Be0-calite). OTi omucaHus
BKITIOYCHBI B HACTOSIIIYIO 3aIBKY TOCPEICTBOM CCHLIKH.

[Momxopasmye IEIOYHBIC COJIM BKIIOYAIOT, HO HE OTPAHHMYUBAIOTCS 3TUM, COJNH ATIOMHHHUSA, aMMOHUS,
KaJIbIIWs, INTHSI, MarHUs, KaJIisl, HATPUS U I[HKA.

[MonpasymeBaetcsi, 9TO BCe TaKue KUCIOTHBIE COJH W IICIOYHBIE COJIM BXOJAT B 00BeM (papMarieBTHIECKH
MPUEMIIEMBIX COJIEH, KaK OTFCAaHO B HACTOsAIIEH 3asBKe. KpoMe Toro, Bce Takue KUCIOTHBIC U IIEIOYHBIC COJN
CUHTAIOTCS IKBHUBAJICHTHBHIMH CBOOOTHBIM (OpPMaM COOTBETCTBYIOIIMX COCIMHEHWH I IieNieil HACTOSIIEro
OTIMCaHMS.

Coenunennst popmyisl (1) i popmynsr (II) u ux GopmMbl MOTYT Takke CyIIECTBOBATh B TAyTOMEPHOMH
dbopwme. Ipenmonaraercs, 9To Bce Take TayTOMepHBIE (OPMBI BXOIAT B 00beM coenuHeHuit Gopmynsl (1) wn
dbopmynst (II) mm ux Gopm, Kak OMUCaHO B HACTOSIICH 3asBKE.

Coenunennst popmyns (I) mim popmynsr (1) mim ux Gopmsl MOTYT collepKaTh aCHMMETPHUYHBIC WIIN XH-
paJBbHBIC IIEHTPHI U, CICIOBATEIBHO, CYIIIECTBOBATh B PA3IIMYHBIX CTEPEOM3OMEPHBIX Gopmax. Hacrosmiee omu-
CaHMe MpeIHA3HAYCHO JUTS BKIFOUYEHUS BCEX CTEPEOM3OMEPHEIX (popM coenuHenuit Gopmymsl (1) wmu hopmymst
(II), a Takke UX cMeceil, BKIIIOYas paleMUuecKue CMECH.

OmnucaHHBIC B HACTOSINCH 3asBKE COCAMHCHUS MOTYT BKJIFOYATh OJUH WIH HECKOIBKO XHPAIBHBIX ICHTPOB
M KaK TaKOBBIE MOTYT CYIIECTBOBATh B BHUJE pameMudeckux cMmeceil (R/S) wim B BUIE NPaKTHYECKH YHUCTBIX
SHAHTHOMEPOB U AuacTepeoMepoB. COeAMHEHHS TaKXe€ MOTYT CYIIECTBOBATh B BHJE IO CYIIECTBY YHCTHIX (R)
e (S) SHaHTHOMEPOB (KOT/Ia MPHUCYTCTBYET OJUH XHPAIbHBIN IEHTP). B 0HOM KOHKPETHOM acIieKTe COeIH-
HEHHS, OTIMCAaHHbIC B HACTOAIICH 3asBKe, SBIIOTCA (S) H30MEpaMu U MOTYT CYIIECTBOBATh B BHI€ YHAHTHOMED-
HO YHCTHIX KOMIIO3HITHH, MO CYIIECTBY BKIIIOYAIONIUX TOIBKO (S) m3oMep. B ApyroM KOHKpETHOM acmexTe co-
CIIMHCHYS, OTMCAaHHBIC B HACTOSAMICH 3asBKe, ABIOTCS (R) M30MepaMu U MOTYT CyIIeCTBOBAThH B BUJC SHAH-
THOMEPHO YUCTHIX KOMITO3UIIHMH, 10 CYIIECTBY BKIIOYaroNmmx ToJbKO (R) m3omep. Kak momKkHO OBITH MOHSATHO
CHCIHAIKNCTaM B JJaHHOW OOJIACTH TEXHHUKH, KOTJa MPUCYTCTBYET OoJice OJHOTO XHUPAJIHHOTO IIEHTPA, COCTUHE-
HUS, OIIICAaHHBIC B HACTOSINCH 3asBKe, TaKKe MOTYT cymecTBoBaTh B Buae (R, R), (R, S), (S, R) wu (S, S) uzo-
Mepa, Kak onpenencHo Pexomennanusamu nmo Homenkaarype IUPAC.

B koHTeKkcTe HacTosIel 3asBKH TEPMHH "TO CYIIECTBY YUCTBHIA" OTHOCUTCS K COEAMHEHUSIM, COCTOSLIUM
0 CYIIECTBY M3 OJHOTO M30Mepa B KOJIMYECTBE, IIPEBEIMAIONeM Wik paBHOM 90%, B KOJMYECTBE, MPEBHIIIAI0-
meM Wim paBHOM 92%, B KOJHMYECTBE, MPEBBIMIAIONIEM WM paBHOM 95%, B KOJMUYECTBE, MPEBEIMAIONIEM HIIH
paBHOM 98%, B KOMMUYECTBE, MPEBHIIIAIONIEM MM paBHOM 99%, nnn B konngectse, paBHOM 100% omgHOTO M30-
Mepa.

B omHoM acniekte ommcanus coenunenue Gopmyisl (1) mmu dpopmynsr (II) i ero Gopma npeacrapiseT
c000it 1o cymecTBy 4HCTYIO (S) SHAaHTHOMEPHYIO (OpPMY, MPUCYTCTBYIONIYIO B KOJIHYECTBE, MPEBBIMIAIONIEM
wiu paBHoM 90%, B KOJIMYeCTBE, MPEBBILIAIONIEM HIIM pPaBHOM 92%, B KOJMUECTBE, MPEBBILIAIOIIEM WU PABHOM
95%, B KOIMYECTBE, MPEBHIIIAIONIEM UM paBHOM 98%, B KOJIM4eCTBE, MPEBBIIIAIONIEM UIH paBHOM 99%, unu B
konudecTse, paBHOM 100%.

B onnom acniexre onmcanust coeauHenne dopmynsl (1) mim dpopmynst (II) nnm ero ¢popma npencrasiser
coboii mo cymectBy unctyto (R) sHaHTHOMEpHYIO (OpPMY, MPUCYTCTBYIOMIYIO B KOJUYCCTBE, MPEBBIMIAOIIEM
wiu paBHoM 90%, B KOJIMYeCTBE, MPEBBILIAIOLIEM HIIM PaBHOM 92%, B KOJMUECTBE, MPEBBILIAIOIIEM WU PABHOM
95%, B KOTMYECTBE, MPEBHIIIAIONIEM UIN paBHOM 98%, B KOJIMYeCTBE, MPEBHIIIAIONIEM WX paBHOM 99%, nin B
KosmaecTse, paBHOM 100%.
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B koHTekcTe HacTosmIel 3asBKH "paneMaT” 03HavaeT JII00yI0 cMech H30MEPHBIX (pOpM, KOTOPHIE HE SIBJIS-
10TCSl "9HAHTHOMEPHO YMCTHIMHU'", BKIIIOYAsi CMECH, TaKHe Kak, 0€3 OrpaHHuYCHHs, B COOTHOIICHHH IPUMEPHO
50/50, mpumepno 60/40, mpumepno 70/30 wmu mpumepro 80/20.

Kpome Toro, HacTosiIiee onMcaHne OXBaThIBAET BCE TEOMETPIUECKUE U TTO3UIIOHHbIE m3oMephl. Hampumvep, e
coenmaeHne Gopmyits (1) mm dopmyssr (II) wm ero Gopma BKITFOUAET TBOMHYIO CBSI3b MM KOHIEHCHPOBAHHOE KOJIb-
110, KaK ITWC-, TAK M TPaHC-(OPMBI, a TaKKe CMECH OXBaTHIBAIOTCS 00beMOM ormcaHusl. CMecH JiracTepeoMepoB MOYKHO
Pa3menuTh Ha OTHEIBHBIC TMAacTepeoMephl Ha OCHOBAaHMH MX (DMBHKO-XHMHYECKUX PA3IMYHii METOIaMHM, XOPOIIO H3-
BECTHBIMH CTICITHAIMCTAM B TAHHOM 00JIACTH, TAKUMH KaK, HallpuMep, XpoMaTorpadus W/imx GpaKIMOHHAS KPUCTAIITH-
3anus. DHaHTHOMEPB! MOKHO Pa3/eiUTh C MCTIONB30BaHHeM XupanbHoit BOYKX konoHKM wim pyrux xpomatorpadu-
YECKUX METOZIOB, M3BECTHBIX CICIHAIIICTaM B JAHHOW 00JIaCTH. DHAHTHOMEPHI TAKXKE MOTYT OBITh pa3/ieIeHbI ITyTeM
npeoOpa3oBaHysl SHAHTHOMEPHOH CMECH B JIMACTCPEOMEPHYIO CMECh ITyTE€M B3aMMOJICHCTBHS C MOAXOMSIIMM OITHYE-
CK{ aKTHBHBIM COEIMHEHHEM (HAIpHMeEp, XUPaIbHBIM BCIIOMOTATEIbHBIM BEIIECTBOM, TAKMM KaK XUPAIBHBIA CITHPT
WM XJIOPaHTHAPUIT KUCIOTH Moluepa), pa3aeneHus [HacTepeoMepoB 1 IpeoOpa3oBaHusl (HarpumMep, ITyTeM THAPOIIH-
3a) MHMBHIYaJIbHBIX MaCTEPEOMEPOB B COOTBETCTBYIOIINE YHCTHIE SHAHTHOMEPHIL. KpoMme Toro, HEKOTOphIE U3 COeIH-
Heruit hopmysbl (1) mmm Gopmyist (II) MoryT OBITH aTporion3oMepamMu (HanpuMep, 3aMelIeHHbIe OUapHITBI) B paccMar-
PUBAIOTCS KaK 9acTh HACTOSIIIETO OIMCAHM.

Bce crepeomsomeps! (HarpuMep, TeOMETpHUYECcKHe H30MEpBI, OIITIYECKUE M30MEpHI U T.II.) COSIMHEHNHA TI0 H300pe-
TEHHIO (B TOM YFICIIE COJIEH, COJTBATOB, CJIOXKHBIX A(DHPOB M MPOJICKAPCTB COSAMHEHMI, a TAKOKE COJIEH, COBBATOB U CIIOXK-
HBIX ()POB MPOJIEKAPCTB), TAKME KaK T€, KOTOPBIE MOT'YT CYIIIECTBOBATh M3-32 aCHMMETPUYHBIX aTOMOB YIJIEpOa Ha paz-
JIMYHBIX 3aMECTUTEIISIX, BKITIOYas SHAHTHOMEpPHBIE (POPMBI (KOTOpBIE MOTYT CYIIIECTBOBAaTh JIaXKe B OTCYTCTBUE aCHMMET-
PHYHBIX aTOMOB YTJIEPO/ia), POTaMepHbIe (POPMBI, aTPOIION30MEPHI U THACTEPEOMEPHBIE (POPMBL, TIPETyCMaTPUBAIOTCS KaK
OXBaThIBACMbIC 0OBEMOM HACTOSIIETO OITMCAHMsI, KaK M M30MEpHI TOJIOXKEHMs! (TakKue Kak, Hanpumep, 4-Tipumuit u 3-
nmpu). VIHIMBHIyabHBIE CTEPEOM30MEPBI COCIMHEHHI, ONIMCAHHBIX B HACTOSIIIIEH 3asIBKE, MOTYT, HAIIpUMED, I10 CYIIIe-
CTBY HE COJIEprKaTh IPYTHX H30MEPOB WM MOTYT MPHUCYTCTBOBATH B PALIEMIYECKON CMECH, KaK OITFICAHO BBIIIIE.

Hcnonp3oBanue TepMuHOB "coub", "combBat", "cnoxHbI 2¢up", "mponekapcTBo” W T.I. MpeAHA3HAYCHO
JUTI paBHOTO NIPUMEHEHHS K COJIM, COJbBATY, CIOKHOMY 3(DHPY U MPOJIEKaPCTBY SYHAHTHOMEPOB, CTEPEOH30MeE-
POB, pOTaMepoOB, TaAyTOMEPOB, MO3UIIMOHHBIX H30MEPOB, PAIleMaTOB I W30TOIOJIOTOB COCTMHEHUI HACTOSIIe-
T0 U300peTeHusl.

TepmuH "HU30TOMONIOT" OTHOCHUTCS K COCTUHEHHUSIM, 00OTAIlleHHBIM M30TOTIAMH, OTIMCAHHBIM B HACTOSIIEH
3asiBKe, KOTOPbIC WACHTUYHBI IEPEUNCICHHBIM B HACTOSIIEH 3asABKe, 32 UCKIIOYCHHEM TOTO, YTO OJWH HIIH He-
CKOJIBKO aTOMOB 3aMEHEHBI aTOMOM, UMEIOIINM aTOMHYIO MacCy I MacCOBOE YHCIIO, OTIMYHOE OT aTOMHOMU
Macchl I MacCOBOTO YHCJIA, OOBIYHO BCTPEYAIOIIUXCS B Ipupoe. IIpiuMepsl H30TONOB, KOTOPBIE MOTYT OBITH
BKJIIOYECHBI B COCAMHEHNS], ONMCAaHHBIC B HACTOSILCH 3asBKe, BKIIOYAIOT M30TONBI BOJOpPOJA, YIiIepoia, a3oTa,
Kucinopoaa, pocdopa, GpTopa u Xjopa, Takue Kak ’H, °H, “C, "“c, "N, "*0, '70,*'P, **P, S, "*F, **Cl u *Cl, co-
OTBETCTBEHHO, KaXK/IbIH M3 KOTOPBIX TAK)KE BXOJHUT B 00BEM 3TOTO OIHMCAHUSI.

HexoTopble M30TOMHO-000TaIIEHHBIE COCANHEHNS, ONMCAHHBIE B HACTOSIEH 3asBKe (HAarpumep, Me4eH-
umpie “H u '*C), monesHsl B aHaNM3aX pacmpeieNeHns COeIMHEH I n/iii cy6eTpaTa B TKaHsX. M30TOMBI TPHTHS
(1.e. *H) u yrnepona-14 (r.e. "*C) 0coGEHHO MPEANOYTHTEIBHBI H3-32 POCTOTH X MOTYYCHHS M ACTCKIUH.
Kpome Toro, 3amemenue 6osee TSHKEIBIMUA M30TOIAMHU, TAKUMHU Kak Jertepuit (T.e. ZH), MOXET JaTh Ompeje-
JICHHBIE TepaleBTUYECKHE MPEHMYIIEeCTBa, O00YCIOBJICHHBIC OOJbIIeH METabONINIECKOW CTaOWMIBLHOCTHIO (Ha-
TpUMeEp, YBEIWYCHHBIM IEPHOJOM TONYKHU3HHU in VIVOo WJIM YMECHBIICHHBIMH TPeOOBaHMAMHU K IO3HPOBKE) H,
CJIeZIOBATENIFHO, MOXET OBITh MIPEAIIOYTUTEIFHBIM B HEKOTOPBIX 00CTOSATEIBCTBAX.

[MonumopdHele kpucTaumueckue u amopdusle Gopmbl coeannenuit popmynst (I) wmu popmynst (I1) u
COJIEH, CONBBATOB, THIPATOB, CIOXKHBIX 3(HPOB U HpojekapcTB coeanHeHuit Gopmyunst (1) wm dpopmynsr (I1)
TaKoKe NMpeJHa3HauCHbI IS BKIIIOUYEHHS B HACTOSIIIIEE OIMCAHME.

IIpuMeHeHHs COeAUHEHUI.

B cootBercTBHM ¢ mpennosiaraeMbIM 00OBEMOM HACTOSILIETO ONMMCAHUS, aCHEKTHl HACTOSIIETO OIHCAHUS
BKJIIOYAIOT COEIMHEHUs], KOTOpbIe ObLIM MICHTU(QHUIUPOBAHBI M, KaK OBLIO MPOAEMOHCTPUPOBAHO, SIBISIOTCS
TIOJIC3HBIMU ISl CENEKTHBHOW MPpO(UIAKTHKHY, JieueHUs unn obnerdenns HD, n xoTopsle mpencTaBiIeHbl s
MPUMEHEHHUS I MPOMITaKTUKY, JiedueHus nin obnerdenus HD.

OuH acTIeKT HACTOSIIETO ONMMUCAHUS BKIIOYAET CIIOCO0 JIsl MPOUITAKTHKY, JISUeHHsT Wi obnerdenuss HD
y cyOBeKTa, HyXKIAIOIIEerocss B 3TOM, BKJIIOUYAIONTUI BBEJEHUE CYOBEKTY d(PPEKTHUBHOTO KOJMYIECTBA COCTUHE-
aust hopmytsl (1) wmu popmynsr (IT) wm ero hopMel.

OnuH acrnekT HACTOSIIeTO0 OMHMCAHMS BKIIOYACT CIOCO0 I JiedeHus: uiu obnerdenuss HD y cyOnekra,
HYXJAIoLIerocsl B 3TOM, BKIIIOYAIOIINI BBeIeHHE CYOBEKTY 3(PEKTUBHOTO KOJIMYECTBA COCAMHEHUS (POPMYIIBI
(1) mim popmyast (I11) nnm ero popmsrl.

OjnH acTieKT HACTOSIIEro ONMCAHUs BKIOYaeT crocod ais npodunaktiuku HD y cyObekra, Hykaarore-
rocsl B 9TOM, BKJIIOYAIOIIUKA BBEACHHE CyOBeKTY 3(QeKTHBHOro KoyimuectBa coenuHeHust (opmynsl (I) mmm
¢dopmyast (11) mm ero hopMEL

OjnH acheKT HACTOSILIETo ONMCAHWS BKIIOYAET crocod s sedenus HD y cyObekra, HyXKIaromerocs B
9TOM, BKJIIOUAIONIUH BBENCHHE CYOBEKTY 3P PeKTUBHOTO KomdecTBa coeauHenus Gopmynsl (I) mmm Gopmyms
(IT) wm ero GhopMEI.
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OpnH acneKT HACTOSIIETO OIMMCAaHMs BKIIOYaeT crocod aist obnerdenus HD y cyObekra, Hykaarommerocs
B TOM, BKJIIOYAIOIINH BBeJIeHNE CYObEKTy 3(eKTUBHOTO KonndecTBa coeanHenus Gpopmyinsr (1) mmu Gopmysr
(IT) wm ero GhopMEI.

Jlpyroii aclieKT HACTOSIIEr0 OMHCAHMS BKIIIOYAET criocod i jedeHus: win obnerdenns HD y cyObekra,
HYKJAIOMIETOCs B 3TOM, BKJIIOUAIONIUH BBeIeHNE CYOBEKTY d(DPEKTUBHOTO KOIMUYECTBA COJIA COSAMHEHHS (Op-
myitsl (1) wmu popmyier (I1) wim ee popmsl.

OnuH acIieKT HACTOSIIETO OMUCAHMS BKIIOYAET cIoco0 mpuMeHeHus coenuaenus ¢opmyisl (I) wm dop-
Myl (IT) wmn ero Gpopmbl WM KOMIIO3UITUH TS JJedeHus win oonerdennss HD y cyObekra, Hykmaromerocs B
9TOM, BKJIIOYAIOUIMH BBEJCHUE CYOBEKTY 3((eKTHBHOTO KoindecTBa coenuHenus ¢popmyis (1) mimm popmyssr
(IT) mim ero popMBbl MM KOMIIO3UIHH.

JIpyroii acrekT HacTOSIIEro OMMCAaHWS BKIIOYAeT crocold mpuMmeHeHHs coyn coeauHenust Gopmynsr (1)
i opmyasl (11) wnu ee GopMbl MITM KOMITO3UINY JUTs Jiedenust win ooneryenust HD y cyObexra, Hyskaarole-
TOoCs B 9TOM, BKJIIOYAIOIINH BBeJIeHNE CyObeKTy A PEKTHBHOTO KOJIMUECTBa CONU coequueHnst popmyisl (1) mmu
¢dopmyast (11) wnm ee hopmel.

OnuH acTeKT HACTOSIIETO OMUCAHMS BKIIOYaeT MpuMeHeHue coenuuaeHust Gopmynsl (I) wmu hopmynsr (11)
wn ero Gopmsl i JedeHus win obnerdenuns HD y cyOBexTa, HyKIAaromerocss B 3TOM, KOTOPOE BKIIIOYAeT
BBeJleHHE CYOBEKTY 3 (heKTHBHOTO KomdecTBa coequHeHus popmynsl (I) wmm dopmysnst (I1) wu ero Gopmsr.

Jlpyroii aclieKT HACTOSIIEeTr0 ONMHCAHMS BKJIIOYAET MpUMEHEHUe cou coeaunenus ¢popmyisl (1) umu dop-
Myl (IT) nmm ee dopmbl ans yedenust wiu obnerdernss HD y cyObekTa, HYKITAIOMIETOCsS B 3TOM, KOTOPOE
BKITIOUAET BBeNleHUE CYyOBEKTy 3P PEKTUBHOTO KonmdecTBa conu coenuHeHust Gopmynsl (I) mwmu dopmynsr (1)
iy ee GopMBl.

OpnH acneKT HacTOSIIIEr0 ONMUCAHUS BKIIIOYAET MpuMeHeHune coeanHenus: popmyns! (1) wmm dopmymnsr (11)
WM ero (OPMBI JUISl TIOJTy4YECHUS JIEKApCTBEHHOTO CPEACTRa Juls JieueHus uin obnerdenus HD y cyObekra, HyX-
JIAfOIIErocsl B 3TOM, KOTOPOE BKJIIOYAET BBEJICHHUE CYOBEKTY d3(PEKTUBHOTO KOJIMYECTBA JIEKAPCTBEHHOTO Cpeji-
CTBa.

Jlpyroii aclieKT HAaCTOSIIEeTr0 ONMMCAHMS BKJIIOYAET MPUMEHEHUe cou coeaunenus ¢popmyisl (1) mwmu dop-
Myl (IT) nm ee hopMBI TS TOTYYISHHSI JIEKAPCTBEHHOTO CpeICcTBa IS jiedeHus: uin obnerdenuss HD y cy0n-
€KTa, HyXIAIOIIerocss B 3TOM, KOTOpOe BKIIIOYAeT BBEICHUE CYOBEKTY 3(PPEKTHBHOTO KOJIMIECTBA JEKAPCTBEH-
HOTO CpPEJICTBA.

OIuH acTeKT HACTOSIIET0 OMUCAHMS BKIIOYAET in Vitro WX in Vivo MPUMEHEHHE COSIUHEHUS (HOPMYITbI
(I) nmm hopmyet (I1) mmu ero popmel, 001a1AI0MIETO AKTUBHOCTHIO B OTHOMIEHHH HD.

OpnH acneKT HaCcTOSIIIEr0 ONMUCAHUS BKIIIOYAET MpuMeHeHune coeauHenus: popmyns! (1) wmm dopmymnsr (11)
Wi ero GopmMbl B KOMOMHUPOBAHHOM Tepamnuy [yl 00eCHeYeHus aJIMTHBHOTO WIN CHHEPTETHYECKOro JAeicT-
BUsI, TAKMM 00pa3oM oOecreurBasi BO3MOXHOCTh pa3pab0oTKi KOMOWHHPOBAHHOT'O TPOIYKTA IS JICUCHUS HIIH
obneruenus HD.

Jlpyroii acrekT HaCTOSIIEr0 ONMCAHMS BKJIIOYAaeT KOMOMHUPOBAHHYIO TEPAIHIO, BKIIIOUAIOIIYIO COEIUHE-
HUS, OTIMCAHHBIE B HACTOSINEH 3asiBKe, B KOMOWHALIMH C OJHUM MJIM HECKOJIBKUMH M3BECTHBIMH JICKAPCTBEHHBI-
MH CPEJICTBAMH FUJIM OJHOW WJIM HECKOJBKMMHU HM3BECTHBIMH TEPANMSIMH, KOTOPHIE MOKHO HCIIONB30BATh IS
neyenust HD He3aBucuMo OT TOrO, OTBeuaeT wiu HeT HD Ha u3BecTHOE JIeKapCTBEHHOE CPEJICTRO.

OnuH acTleKT HACTOSIIETO OTUCAHMS BKITIOYaeT mpuMeHeHue coenuuaeHust Gopmynsl (I) wmu hopmynsr (11)
nr ero (opMel B KOMOMHHUPOBAHHOM TIPOAYKTE C OJHUM HIJIM HECKOJHKUMH TEPAIIeBTUYECKUMHU CPEICTBAMHU
Ut nedeHus win obnerdenus HD y cyOBpekTa, Hy)KIaromerocss B 3TOM, KOTOpOe BKJIIOUACT BBEICHUE CYOBEKTY
a¢pexTuBHOTO KonmdyecTBa coeauHenust popmyisl (1) mmu popmynst (II) wmu ero popmsr B koMOnHauu ¢ 3¢-
(heKTHBHBIM KOJIMYECTBOM OJTHOTO MIJIM HECKOJBKHX CPEICTB.

JIpyroii acrekT HacTOSIIEro ONMCaHUs BKIIOYACT IMPUMEHEHUE COM coenuHeHus Gpopmyisl (1) wam dop-
myunsl (I1) wmu ee popmMbl B KOMOMHHPOBAHHOM ITPOIYKTE C OJHUM HJIM HECKOJIBKAMH TEPANleBTUUCCKUMH Cpel-
CTBaMH JuIsl JieueHus wim obnerdennss HD y cyObekTa, HyKIaromierocst B 9ToM, KOTOPOE BKJIIOYAET BBEJCHHUE
cyonexTy addexTuBHOrO Konmmuectsa conu coequaenus popmyisl (I) mmm popmynst (1) wam ee hopmbl B KOM-
OuHamu ¢ 3QPEKTUBHBIM KOJIUIECTBOM OJTHOTO WITH HECKOJIBKHX CPEICTB.

B omHOM acriexTe puMeHEHHs WK crioco0a, MPEeICTaBICHHOTO B HACTOSIIIEH 3asBKe, coemuHeHns hopMyibl (1)
i popmynsl (II) wm ux GopMbl, UCTIONB3yeMbIe B KOMOHHAIIH C OJJHAM WITH HECKOJIBKUMH JTOTIOJTHUTEITHHBIMU CPE/I-
CTBaMH, MOYKHO BBOJTUTH CYOBEKTY MM TIPHBOJIUTH B KOHTAKT C KIETKOM(KIIETKaMH) CyOhEKTa WM TIAIHEeHTa JI0, OJTHO-
BPEMEHHO M TOCJE BBEACHUS CyOBEKTY IUIM HAIMEHTY WM KOHTAKTHPOBAHHM KIIETKH C JIOTIOJHUTEIBHBIM CPEICT-
BoM(cpenctBamu). Coemunerne(coemuaenust) opmynsl (1) mm dopmynst (II) wim ero hopMy U JOTIOHHUTETBHOE CPei-
CTBO(CpeICTBa) MOYKHO BBOJIUTH CYOBEKTY WM IPUBOJUTH B KOHTAKT C KJICTKOH B OJHON KOMIIOZUIIMM WIIH PasHBIX
KOMITO3UIMsX. B KOHKpeTHOM acriekte coemuHenwe(coeauaerus) ¢popmyns! (1) wm dopmysr (IT) wm ero dopmy uc-
TIOJIE3YIOT B KOMOMHAIMK ¢ T€HHOM Teparueii it nHruouposanust skenpeccnn HTT (¢ ucrons3oBanmeM, HarpuMmep,
BHPYCHBIX BEKTOPOB JUISl JOCTaBKH) MM C BBEACHUEM JIPYTOro HU3KOMOJeKy sipHoro naruontopa HTT. B apyroit kon-
KPETHOM acriekTe coerHenne(coeannennst) popmyis! (1) mmu dopmyssr (II) mm ero gopmy uctions3yror B KoMOnHa-
MM C 3aMEHO KJIETOK ¢ McHojb30BaHueM mddepeHimpoBaHabix He MyTaHTHBIX HTT cTBOIOBBIX KileTok. B apyroit
KOHKPETHOM acriekte coenuaeHne(coemuaenns) popmyisl (1) wm hopmyssl (I1) v ero ¢popMy HCHONB3YIOT B KOMOH-
HAITUM C 3aMEHOM KJIETOK C MCToJIb3oBanueM muddepentmpoBanHbix HTT CTBOJIOBBIX KIIETOK.
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B onmHOM acmiekte, B HACTOSIICH 3asBKE MPEACTABICHO MpUMEHEeHHE coeauHeHuid popmynsl (1) mmm dop-
myabl (1) wmu ux GpopM B KOMOMHAIIUH C TIOAJICPIKUBAFOIIUM CTAHIAPTHBIM JICYCHUCM, BKIIFOUYAs MAUTHATHBHOE
JIeYeHHE.

OnuH acTeKT HACTOSIIETO OMUCAHMS BKIIOYaeT MpuMeHeHue coenuuaeHus Gopmynsl (I) wmu hopmynsr (1)
e ero GopMBI IS TIOTydeHusT Habopa st JedeHus i obserdaenns HD y cyObekTa, HyKIaromerocst B TOM,
BKItoUatomero coeauHerune Gopmynsl (1) win dopmyisl (1) wim ero hopMy u HHCTPYKIIMU TIO BBEACHHUIO d()-
(hexruBHOTO KOTIUecTBa coequHeHus Gopmyas (I) i popmynst (I1) wmu ero Gopmsl.

OuH acTeKT HACTOSIIETO OMUCAHMS BKIIOYaeT mpuMeHeHue coenuuaeHust Gopmynsl (I) wmu hopmynsr (11)
WM ero (OopMBI JUTsl TIOJTydeHHs1 Habopa Juist iedeHnst win obnerdennst HD y cyObekTa, HyKIaroImEerocs: B 3TOM,
BKJIIOYaroniero coenuaenue Gopmyssl (1) miam popmynst (II) mim ero Gopmy u MHCTPYKIMH N0 BBEICHHUIO d¢-
(exTuBHOTO KOsTMuecTBa coexuHenust popmyisl (1) mm popmynst (II) mim ero Gpopmsr; 1, HeoOsA3aTENBHO, 110
BBE/ICHHIO CyOBeKTY 3((hexkTHBHOTO KoiudecTBa coeauHeHust popmyssl (I) mmm dopmyast (11) uim ero popmsl B
KOMOMHUPOBAaHHOM TMpPOAYKTEe C 3((EKTHBHBIM KOJIMYECTBOM OJHOTO MM HECKOJNBKHX TeparneBTHYECKUX
CPEICTB.

OnuH acTeKT HACTOSIIETO OMUCAHMS BKIIOYaeT MpuMeHeHue coenuuaeHust Gopmynsl (I) wmu dopmynsr (11)
nim ero GopMBI IS TIOTydeHusT Habopa s JedeHus win ooseraenns HD y cyObekTa, Hy)KIaromerocst B 3TOM,
BKITtouatomero coeauHerune Gopmynsl (1) wim dopmyisl (1) wim ero hopMy u HHCTPYKIIMU TIO BBEACHHUIO d(-
(hexruBHOTO KOJNHMUYecTBa coequHeHust Gopmynsl (I) umu opmynsr (IT) wim ero Gopmsl; U, HEOOSI3aTEIBLHO, 1O
BBEJICHUIO CYOBEKTY 3P PEeKTUBHOTO KoymuecTBa coequHeHus popmyisl (1) wmm dopmynsl (I1) wmm ero popmer B
KOMOWHHPOBAHHOM TIPOAYKTE C A(PQPEKTHBHBIM KOJIMYECTBOM OJHOTO MM HECKOJBKHX TEePalmeBTHYECKUX
CPEACTB; M, HEOOS3aTeNILHO, 110 BBEICHHUIO CyOBeKTy 3((EeKTHBHOTO KojmyecTBa coenuHenus Gpopmyast (1) umu
¢dopmyast (1) i ero Gopmbl B KOMOMHHUPOBAHHOM HPOJYKTE C 3P(PEKTUBHBIM KOJMYECTBOM OJHOTO WM He-
CKOJIBKMX TEPaleBTHUECKHX CPEICTB B KOMOMHUPOBAHHOI TEpamnuy C MOJJICPKHUBAIOIINM CTaHJapPTHBIM JIeue-
HHEM, T'JIe TTOJ/IEPXKUBAIOIIEe CTAaHAAPTHOE JICUCHUE SIBIISIETCS AJUTMATHBHBIM JICYCHUEM.

B onHOM OTHOIIEHNH, AJIsT KXKAOTO M3 TaKUX acleKTOB, CyObEKT paHee He POXOAWI JieueHue. B npyrom
OTHOIICHHH, [T KAYKAOTO U3 TAKUX aCHEKTOB, CYOBEKT paHee MPOXO I JICICHHUE.

B xoHTekcTe HaCTOSIIEH 3aIBKU TEPMUH "TIPOPMIAKTHKA" OTHOCUTCS K TIPEIOTBPANICHUIO BOSHUKHOBEHUS
3a00JIeBaHHs, PACCTPOMCTBA MM COCTOSIHHSA Y CyOBEKTa, KOTOPBIH MOXKET OBITh MPEApacIosiokeH K 3aboeBa-
HUIO, PACCTPONCTBY W/WJIM COCTOSIHHIO, HO Y HETO eIle He JUarHOCTHPOBAaHO 3a00JIeBaHUE, PAaCCTPONHCTBO W/MIIN
WA COCTOSTHUE.

B koHTeKCTE HACTOSIIEH 3asBKH TEPMUH "jedeHne" OTHOCUTCS K HHTHOMPOBAHUIO MPOTPECCUPOBAHMS 3a-
0oJieBaHNUs, PaCCTPOWNCTBA MIIM COCTOSHUS Y CyOBEKTa, YK€ AEMOHCTPHUPYIOIIET0 CUMIITOMEI 3a00J1eBaHus, pac-
CTPOMCTBA W/WJIM COCTOSIHUS, T.€. K OCTAHOBKE Pa3BUTHS 3a00JIEBaHMUs, pacCTPONUCTBA M/WIM COCTOSIHUS, KOTO-
PBIM YK€ CTPaiaeT CyOBEKT.

B koHTekcTe HacTOsIIEH 3assBKH TepPMHUH "00JerdeHue" OTHOCUTCS K OOJETYCHUIO0 CHMIITOMOB 3a00JieBa-
HUSI, PaCCTPOMCTBA WIIM COCTOSHUS y CYOBEKTa, YK€ JIEMOHCTPUPYIOIIETO CHMITOMBI 3a00J1€BaHHs, pacCTpOii-
CTBa W/WIIM COCTOSTHMS, T.€. K MHIYKIMH PErpeccCHu 3a00JIEBaHMS, PACCTPOMCTBA W/MIM COCTOSIHUS, KOTOPHIM
yKe CTpalaeT CyObeKT.

B koHTeKCTE HacTOAMIEH 3assBKA TEPMHUH ""CYOBEKT" OTHOCUTCS K KHUBOTHOMY HIIM JIIOOOMY JKHBOMY OpTra-
HU3MY, 00JaJaroIeMy OIIYIIEHUSIMH U CIIOCOOHOCTBIO K MPOM3BOJIBFHOMY IBIDKCHHIO, I KOTOpOMY TpeOyercs
KHCJIOPOJ W OpraHmdeckas muma. HeorpaHmdmBaromue MpuMepsl BKIIOYAIOT YEIOBEKa, IPUMATOB, JIOMIAACH,
CBUHEH, KPYIHBINA POTAThI CKOT, MBIIIEH, KpbIC, COOaK U KoIeK. B HEKOTOPHIX acmiekTaX CyOBEKTOM SIBIISETCS
MJICKOITUTAIOIIEE MM TEIUIOKPOBHOE TTO3BOHOYHOE )KUBOTHOE. B apyrux acnexrax cyObeKTOM SBISIETCS 4eso-
BeK. B KOHTEKCTE HACTOAMICH 3asBKH TCPMUH "MAIUCHT" MOXET MCIOIB30BaThCS B3aUMO3aMEHSIEMO C "CyOBbeK-
ToM" U "uenoBexkoM".

B xoHTekcTe HacTosIIEH 3assBKH TePMUHBI "3 (EeKTUBHOE KOIMYECTBO" WM "TepaneBTHYecKn (P PEeKTHB-
HOE KOJIMYECTBO" 03HAYAIOT KOJIM4YecTBO coeanHeHus: popmyisl (1) nmim ¢popmyisr (I1) mmum ero gpopmsl, komno-
3HIUH WIK JIEKAPCTBEHHOTO CPEACTBA, KOTOPOE 00ECIIeunBaeT LeJIeBYI0 KOHIICHTPALMIO B I1a3Me, KoTopast 3¢-
(exTuBHA TpHM JedeHNH win obnerdennn HD, kak ommcaHo B HACTOSIIEH 3asBKe, BBI3BIBAs, TAaKHUM 00pa3oM,
JKeTaeMbIil TepaneBTUICCKUH, YIydIIalomui, HHTHOMPYIONINA Wi TpoduiIakTuIeckuii 3QdexT y cyOnekra,
Hy)XJaromnierocsi B 3ToM. B omHoM acriekte 3QpPeKTHBHOE KOJIMYECTBO MOXKET OBITH KOJMYECTBOM, HEOOXOH-
MbIM 1151 iedenust HD y cyObekra min manuenTa, 0ojiee KOHKPETHO, y YeJI0BeKa.

B npyrom acrnekte B3aUMOCBSI3b KOHIICHTPAIUSA-ONOIOTHIECKUH 2 dekT, HabiomaeMas B OTHOIIICHHH CO-
equaenus popmyisl (1) nmu hopmyner (I1) nnu ero hopMbl, yKa3pIBaeT Ha IEJIEBYI0 KOHIICHTPAIHMIO B TJIa3Me B
npezenax ot npubmmsntenasHo 0.001 Mxr/min o npubnusutensHo 50 MKr/mi, ot npudausutenbHo 0,01 MKr/min
J0 npubamsuTensHo 20 MKr/Mi, oT npubmmautensHo 0,05 MKr/mit 1o npubausuTensHo 10 MKI/MI WITH OT TIpHU-
omu3uTensHO 0,1 MKI/MIT 10 MPHONU3UTENBEHO S5 MKI/MII. [IJI TOCTHKEHUS TaKUX KOHIICHTPALWH B IIa3MeE CO-
CIIMHCHYS, ONMCAHHBIC B HACTOSIICH 3asBKE, MOXXHO BBOJHTH MPH J103aX, KOTOPHIC BapbUPYIOTCS, TaKUX Kak,
Harpumep, 6e3 orpanndenus, ot 1,0 ar no 10000 mr.

B onHoMm acmekre, 703y, BBOAUMYIO JUISl JTOCTIDKCHUS 3(Q(QEKTUBHOM II€JI€BOI KOHICHTPAIMU B IUIa3Me
MOJKHO BBOJAUTH B 3aBUCHMOCTH OT KOHKPETHBIX (PaKTOPOB, CBSI3aHHBIX C CYOBEKTOM WIIM MAIlEHTOM, T1e 03B,
BBOJIMIMBIE B 3aBUCUMOCTH OT MaccChl Tejla, MOTYT OBITh B mpenenax oT okoso 0,001 mr/kr/mens mo okono 3500
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MTI/KT/feHb, i oT okojio 0,001 mr/kr/aeHs 10 okoso 3000 mMr/kr/meHs, win oT okojo 0,001 Mr/kr/aeHp 10 OKO-
710 2500 mr/kr/neHs, win ot okoio 0,001 mr/kr/aeHs 10 okojao 2000 Mr/kr/aeHsb, wik oT okojio 0,001 Mr/xr/neHb
1o okoio 1500 mr/kr/mens, win ot okoso 0,001 mr/xr/mens mo oxono 1000 mr/xr/mens, wim ot oxoyio 0,001
MI/Kr/aens 10 okoso 500 Mr/kr/aens, nin oT okoyio 0,001 mr/xr/mess mo okojo 250 MI/Kr/meHs, WM OT OKOJIO
0,001 mr/kr/nens 10 okoao 200 mr/kr/mens, uau ot okoyio 0,001 mMr/kr/aens 10 okono 150 Mr/xr/meHs, WM OT
okoJjio 0,001 mr/kr/mens mo okosno 100 mr/kr/mens, nian ot okojo 0,001 Mr/kr/meHp 10 0K0JI0 75 MI/KI/AeHb, WK
ot oko0 0,001 mr/kr/mens no oxosio 50 mr/xr/meHs, winn oT okoyno 0,001 MI/Kr/meHb 10 OKOJIO 25 MI/KI/aeHb,
min oT okojio 0,001 mr/kr/menp g0 okojo 10 mr/xr/mens, mim oT okojio 0,001 MI/Kr/meHp OO0 OKOJIO 5
MTI/KT/feHb, win oT okojo 0,001 mr/kr/meHs 10 okoyo 1 Mr/kr/aeHs, wir oT okoso 0,001 Mr/kr/meHs 10 OKOJIO
0,5 mr/xr/aenp, win oT okojo 0,001 mr/xr/mens mno oxomo 0,1 Mr/kr/aeHb, wiu ot okojio 0,01 Mr/kr/aeHp A0
okosio 3500 mr/kr/mennb, wnu ot okojo 0,01 mr/kr/mens g0 okomno 3000 Mmr/xr/aeHp, win ot okoyo 0,01
MTI/KT/feHb 10 0koj10 2500 mr/kr/aeHs, wim oT okojo 0,01 mr/kr/mens 1o okono 2000 Mr/Kr/AeHb, WX OT OKOJIO
0,01 mr/xr/menb g0 okojo 1500 mr/kr/mens, uian ot okoso 0,01 mr/kr/neHs g0 oxoso 1000 Mr/Kr/aeHb, WA OT
okoiio 0,01 mr/kr/neHs A0 okono 500 Mr/kr/mens, win ot okono 0,01 Mr/kr/meHs 10 okojao 250 Mr/Kr/aeHb, Wi
ot oko0 0,01 mr/kr/mens no oxosno 200 mr/xr/mens, unu oT okosno 0,01 mr/kr/mens mo okojo 150 Mr/kr/aeHs,
min oT okojio 0,01 mr/kr/mens g0 oxosno 100 mr/kr/mens, wim oT okoso 0,01 mr/kr/meds mo oxomo 75
MI/Kr/aenb, uiad oT okoiio 0,01 Mr/kr/aens 10 okono 50 mr/kr/mens, nim ot okono 0,01 mr/kr/meHs 10 oxojo 25
MI/Kr/aenb, i oT okoiio 0,01 mr/kr/mens mo okoao 10 mr/xr/mens, win ot okosio 0,01 Mr/kr/aeHb 10 0KoJIo 5
MI/Kr/aenb, uiand ot okoao 0,01 Mr/kr/aens no okoao 1 mr/kr/mens, uan ot okoao 0,01 mr/kr/mens mo oxomno 0,5
Mr/kr/aensb, uiad ot okono 0,01 mr/kr/mens mo oxoso 0,1 mr/kr/meHs, wim oT okojo 0,1 MI/Kr/aeHb 4O OKOJIO
3500 mr/kr/mens, unu ot okono 0,1 mr/kr/mens a0 oxono 3000 mr/kr/meHs, uan oT okoiao 0,1 Mr/Kr/meHs 1o
okoJ10 2500 mr/kr/nensb, uin ot okoiio 0,1 Mr/kr/mens 10 okoso 2000 Mr/kr/aeHsb, wiu oT okojio 0,1 Mr/Kr/meHn
no okosio 1500 mr/kr/aenb, unu ot oxkono 0,1 mr/kr/meHs mo okoio 1000 mr/kr/medn, wiaun ot okono 0,1
MI/KI/IeHb 10 0K0J0 500 Mr/kr/aeus, uau ot okoio 0,1 Mr/kr/meHs 10 okojo 250 Mr/kr/aens, uiu oT okoio 0,1
MI/KT/ieHb 10 0K0J0 200 Mr/kr/aens, uau ot okoio 0,1 mr/kr/mess 10 okoao 150 Mr/kr/mens, uiu ot okoio 0,1
Mr/kr/aens 10 okosio 100 Mr/kr/aens, uan ot okojo 0,1 Mr/kr/meHs 10 0koa0 75 MI/Kr/meHs, nin oT okoiio 0,1
MI/KT/aenp 10 okojio 50 mr/xr/meHs, uiau oT okono 0,1 MI/Kr/meHs 10 okoiao 25 Mr/kr/aensb, win ot okojo 0,1
MI/Kr/aenp 10 okoao 10 mr/kr/mens, win ot okojo 0,1 MI/kr/geHs mo okoso 5 mr/kr/meds, wim ot okoio 0,1
MI/KT/IeHb 10 0KoJio 1 Mr/Kkr/aenb, nim ot okoiio 0,1 mr/kr/mess g0 okono 0,5 Mr/Kr/aeHsb,

OddexTuBHBIC KONIMIECTBA I TaHHOTO CYOBEKTa MOTYT OBITH OIpeaeNieHbl OOBITHBIM IKCIIEPUMEHTHPO-
BaHHEM, KOTOPOE HAXOJIUTCS B MpejaesiaX KOMIIETCHIIUN 1 CYKJISHHUS KIMHHUITICTA WU MPAKTUKYIOIIETO CIIerna-
JMCTa B JAHHOW OOJIACTH B CBETE (PaKTOPOB, CBSA3aHHBIX C CYOBEKTOM. J[0O3MPOBKY M BBEJCHHE MOKHO OTPETY-
JIUPOBATH ISl 0OCCIIEYCHUS TOCTATOYHBIX YPOBHEH aKTHBHOTO BelIeCTBA(BEIICCTB) MM IS MOMICPIKAHUS HKe-
nmaeMoro 3¢ dekra. DakTophl, KOTOPBIE MOTYT OBITh MPUHATHI BO BHHMAaHHE, BKIFOYAIOT TCHETUYCCKUN CKPH-
HUHT, TSDKECTh OOJIE3HEHHOTO COCTOSIHUS, CTaTyC MPOTPECCHPOBaHUS 3a00JIeBaHUs, O0IEe COCTOSHUE 3T0POBBS
CyOBeKTa, STHHYCCKYIO MPUHAUICKHOCTD, BO3PACT, MacCy TENa, MOJI, PSKUM IMUTAHUS, BPeMs JHSI U YaCTOTY
BBCJICHUS, KOMOWHAIIMIO(KOMOWHAIINY) JICKAPCTBCHHBIX CPEICTB, AJUICPIHUYCCKUE PCAKIUH, ONBIT IPUMEHCHHUS
JIPYTUX TepaIrnii ¥ IepeHOCUMOCTE/OTBET Ha TEPAITHIO.

Jlo3y, BBOAMMYIO JJIsi TOCTHKEHUS 3P PEKTHBHOMN IEJIeBOW KOHIICHTPAIIUHU B IIa3Me, MOKHO BBOJIHUTH TIe-
pOpaibHO OAWH pa3 (OAWH pa3 MPUOIM3HTEIHHO 3a 24-qacoBoit nepuox; 1.€. "qd"), n1Ba paza (oauH pa3 npuoIH-
3UTENHHO 3a 12-4acoBoii mepuoxm; T.€. ABa pasa B aeHb "b.i.d." nmm "q.12h"), Tpu pasa (oauH pa3 mpuOIU3UTENb-
HO 3a 8-yacoBoit mepuox; T.e. "t.i.d." mim "q.8h") wim getpipe paza (oauH pa3 MPUOTM3UTEILHO 32 6-4acOBOM
nepuon; T.¢ "q.d.s.", "q.i.d." wmm "q.6h") B neHb.

B HEKOTOpBIX acmeKTax 03y, BBOIUMYIO IS TOCTHKCHUSA 3D (DEKTHBHON IENEeBOM KOHIICHTPAIIUH B IJIa3-
Me, TaKKe€ MOXKHO BBOJAWTH B BHJC Pa30BOW, APOOHOW WIIM HEMPEPBHIBHOW O3B JJIs MAIMEHTA W CyObeKTa,
HUMCIOIIIETO MacCy Tela B Auana3one ot okojo 40 1o okoso 200 kr (3Ta 1032 MOKET OBITH CKOPPEKTUPOBAHA IS
MAIMEHTOB MM CYOBEKTOB C MAacCOW Tela BBIIIC WIM HWXKE 3TOTO IUara3oHa, ocoOeHHO aereit 1o 40 kxr). Oxu-
JTACTCsl, YTO TUIHYHBIN B3POCIBIA CyOBEKT OyIET IMETh CPEIHIOI Maccy Tena okoiio 70 kr. dapMareBTHICCKIE
KOMITO3UITUH JIJTUTEILHOTO NEHCTBUS MOKHO BBOJUTH depe3 Kakawle 2, 3 win 4 THSA, OOUH pa3 B HEJCHIO WU
OJIMH pa3 B JIBE HEJICIM B 3aBUCHMOCTH OT TIEPHO/Ia TTOTYBBIBEJCHHS M CKOPOCTH KJIIMPEHCA KOHKPETHOTO Tpera-
para.

CoenuHEeHHST 1 KOMIIO3HUITNH, OTIMCAHHBIC B HACTOSIIEH 3asiBKE, MOKHO BBOJUTH CYOBEKTY JIOOBIM ITyTEM
JIOCTaBKH JICKAPCTBEHHBIX CPENICTB, U3BECTHHIM B JaHHOU oOmactu. HeorpaHnduparoniyue mpuMepsl BKIIIOYAIOT
TIEPOPATbHBINA, TJIA3HOW, PEKTAIbHBIA, OYKKAJIbHBIHA, MECTHBIN, Ha3aJbHBIM, CyOJMHTBAILHBIA, YPECKOKHBIH,
MOJIKOKHBIN, BHYTPUMBIIICYHBIA, BHYTPUBEHHBIN (00JF0C M MH(Y3US), HHTpAIlepeOpaTbHBINA U MyJIbMOHAIEHBIN
MyTH BBCICHUSL.

B apyrom acriekte BBOAMMYIO 103y MOXXHO CKOPPEKTHPOBATH B 3aBHCUMOCTH OT JICKAPCTBEHHOU (POPMEI,
OIHMCAHHOM B HACTOSIICH 3asBKE, KOTOPYIO (OpMYIHPYIOT s goctaBku okosio 0,02, 0,025, 0,03, 0,05, 0,06,
0,075, 0,08, 0,09, 0,10, 0,20, 0,25, 0,30, 0,50, 0,60, 0,75, 0,80, 0,90, 1,0, 1,10, 1,20, 1,25, 1,50, 1,75, 2,0, 3,0,
5,0, 10, 20, 30, 40, 50, 100, 150, 200, 250, 300, 400, 500, 1000, 1500, 2000, 2500, 3000 wau 4000 Mr/aeHb.

Jlnst moGoro coequHeHus d(H(PEKTUBHOE KOJIMUECTBO MOXKET OBITh IMEepBOHAYATIHHO OMPEICIICHO JHOO B
aHaNMM3aX KIETOYHBIX KYJIbTYp, JTUOO Ha COOTBETCTBYIOMIMX >KMBOTHBIX MOJENSX, TAKMX KaK KUBOTHAS MOJEIH
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Ha MBIIIaX, MOPCKUX CBHHKAaX, IMIMMIIAH3€, MApPTHIIIKaX WA TaMapuHe. COOTBETCTBYIOIIHNE YKUBOTHBIC MOJICIIA
TaKXKe MOXHO HCIOJIb30BATh VIS OMPEICIICHHS TMOIXOIAIIECr0 TUana3oHa KOHIICHTPAIMA U MyTH BBeJCHUS. Ta-
KyI0 MH(POPMAIIHIO 3aTeM MOYKHO HCIIOJIF30BATh [T ONPEAEIICHNUS MOJIE3HBIX /103 M CIIOCOO0B BBEIACHHUS JFOISM.
TepaneBTrdeckyio 3¢pPpEeKTHBHOCTE M TOKCHYHOCTh MOKHO OTIPENENHUTh C UCTIONB30BaHNEM CTaHIAPTHHIX (ap-
MAIeBTUIECKHX IIPOIEeIyp Ha KyJIbTypax KIETOK WM SKCIEPUMEHTANIBHBIX KUBOTHBIX, Harpumep, EDs, (Tepa-
neBTHYeCcKH ddexTrBHasA n1o3a 1t 50% momyssiunn) U LDsy (sretamsHast go3a s 50% momynsun). CooTHO-
[IEHHE 103 MEXIY TepaleBTHYCCKHIMU M TOKCHYECCKUMH >(PQPEKTaMU TPEACTaBIICT COOOH TepameBTHIECCKUN
WHICKC U MOKET OBITh BRIpaXKeHO Kak oTHommeHne LDso/EDsy. B HeKoTopbIX acmekTax 3(h(HeKTHBHOE KOTUIECT-
BO SIBJIACTCS TAKHMM, YTO JOCTHTAcTCs OOJBIION TEPareBTHYCCKUI HHICKC. B ApyruX KOHKPETHBIX acreKTax J10-
3a HAXOJUTCS B JUANA30HE IHUPKYIUPYIOMINX KOHIICHTPAIUH, KOTOPBIXA BKiItoyaeT EDs, ¢ He3HAYNTETBHON HIH
BOOOII[E C OTCYTCTBUEM TOKCHYHOCTHU. J[03a MOXKET BapbHPOBATHCS B ATOM JHANA30HE B 3aBUCHMOCTH OT HC-
MOJIb3yEMO JIEKAPCTBEHHOU ()OPMBI, YyBCTBUTCILHOCTH MAI[MCHTA U ITyTH BBEICHUS.

B oxHOM acriekTe B HACTOSIICH 3asBKE MPEICTaBICHBI cIOco0bI Moy sy komuectBa HTT (Genka ren-
TUHITHHA), BKIIOYAIONINC KOHTAKTUPOBAHKE KIICTKU 4esioBeka ¢ coenuHenneM opmynsl (1) mwim dopmymsr (11)
i ero Gopmoii. B KOHKpeTHOM acmeKTe B HACTOSIIEH 3asBKE MPEACTaBICHBI CIOCOOBI MOIYIISIINH KOIHIESCTBA
HTT, Bxmovaronme KOHTAaKTHPOBAaHUE KIETKU denoBeka ¢ coenuHeHneM (popmynsl (I) mmm dopmymnst (I1) wm
(hopmoii 3TOro coearHeHns, KoTopoe MoxynupyeT skcnpeccrto HTT. Kitetka gyenoBeka MOKET KOHTaAKTHPOBATh
¢ coenmuaenueM Gopmyisl (1) wmm hopmynsr (IT) wmm ero hopmoii in vitro wiy in vivo, HaTIpUMep, Y KUBOTHOTO,
HE SBJISIOMIETOCS YEIIOBEKOM, WJIHM y YeJIOBeKa. B KOHKPETHOM acHeKTe YeroBedecKas KiIeTKa IOoIydeHa OT de-
JIOBEKA WJIM HAXOJIWTCS B OPTaHM3ME YelOBeKa. B IpyroM KOHKPETHOM acIieKTe YeloBedecKas KIeTKa IMorydeHa
OT YEITOBEKA TN HAXOIUTCSA B OpraHu3Me uenoBeka ¢ HD. B apyroM KOHKpETHOM acHeKTe YelIoBeuecKas KIeT-
Ka MOoJIydeHa OT YelloBeKa MM HaXoJguTcs B opranusMe denoseka ¢ HD, Ber3BanHOlt CAG nosTopoM B rere Hitt,
YTO MPHUBOAMT K motepe 3kcnpeccuu u/mwmm Gyukiun HTT. B apyrom acnekTe dyenoBedeckas KIeTKa IMOJTydeHa
oT uenoseka ¢ HD. B napyrom acnekre denoBedeckasi KJIeTKa HaXOAUTCs B opraHusme denoseka ¢ HD. B ogHom
aCIIeKTe COCAMHCHUE MpeCcTaBIsieT cobort hopmy coemuueHus hopmynsl (1) wiu dopmymsr (11).

B KOHKpEeTHOM acriekTe B HACTOSIIEH 3asBKE MPEICTABICH CIIOCO0 YCUIICHHUS WHTMOMPOBAHUSA MYTaHTHOTO
HTT, tpanckpubupyemoro u3 reHa Htt, BkiIrodaromuii KOHTAKTUPOBAHHE KJIETKH YEJIOBEKa C COCTUHEHHEM
dopmyner (I) wmu hopmynsr (IT) mwmm ero popmoii. KieTka genoBeka MOXKET KOHTAKTHPOBATH C COSAMHEHHUEM
dbopmynel (1) wmm dopmynst (I1) wmm ero hopmoii in vitro uity in vivo, HapuMep, Y )KUBOTHOTO, HE SBIISIOIETO-
CSl YEIIOBEKOM, WJIM Y YeJIOBeKa. B KOHKPETHOM acIeKTe deJoBedecKas KJIeTKa MOIydeHa OT YeJIOBeKa WM Ha-
XOJHTCS B OpraHW3ME YelIoBeKa. B ApyroM KOHKPETHOM acHeKTe YeJoBedecKas KIeTKa IMOIydeHa OT YeJIOBEeKa
WM HaXOJWUTCs B OpraHu3Me uenoBeka ¢ HD. B npyrom KOHKpETHOM acIieKTe YeloBedecKas KJIeTKa TOJTy4eHa
OT YeJIOBeKa MM HaxoauTcs B opranusme yenoBeka ¢ HD, Bei3BanHoit CAG-noBTopoM B rere Htt, yto npuso-
JWT K motepe "HopMmanbHOH" skcnpeccnn w/umu Gynkunu HTT aukoro tuma. B npyrom acriexte yenoBedeckast
KJICTKA MOoJTyueHa oT uenoBeka ¢ HD. B nmpyrom acmekre yenoBedeckas KIIETKa HAXOJUTCS B OpraHU3Me 4eJIOBe-
ka ¢ HD. B oxHOM acmekrte coeanHeHUe NpencTaBisieT coboit popmy coenmnenust popmyist (1) mm Gopmyssr
Im.

B mpyrom acmexTe B HacTOAMICH 3asBKE MPEICTABICH CHOCO0 MOAYISAIMHM MHTUOWPOBAHHS MYTaHTHOTO
HTT, tpanckpubupyemoro u3 rena Htt, Bkirouaromuii BBeIeHUEe OTIMIHON OT YeJIOBEKa )KHBOTHOW MOAEIH IS
HD coenunenus popmyist (1) nmm popmyist (I1) wmm ero hopMbl. B KOHKpETHOM acrieKTe B HACTOSIIEH 3asBKE
MIpeCTaBJIeH crocod Moaysiuu WHruoupoanus mytanTHoro HTT, Tpanckpubupyemoro n3 reHa Htt, Bkiio-
YaIONINil BBEJCHUE OTIMYHOMN OT yeroBeka kuBoTHoM moaenmn HD coequnenns popmyisr (1) mmm dopmynsr (1I)
win ero GopMel. B KOHKPETHOM acrieKTe COSAMHEHHE MPEICTaBIIeT co00i dopmy coemuHenus dhopmyms (1)
i popmynsr (II).

B nmpyrom acriekTe B HACTOSAIICH 3asiBKE TPEACTABICH CIIOCO0 YMEHbIIeHHs KoamdecTBa MyTanTHOTO HTT,
BKJTIOYAIONINH KOHTaKTHPOBAaHHUE KIETKM 4elloBeka ¢ coeanHenueM Qopmynsl (I) mwim dopmynsr (1) mmm ero
(hopMoii. B KOHKPETHOM acHeKTe B HACTOSAIICH 3asBKE MPEICTABICH CIOCO0 YMECHBIICHUS KOJIMYSCTBA MYTaHT-
Horo HTT, Bkirouaronuii KOHTAaKTHPOBaHKE KJIETKH YesioBeka ¢ coeauHenueM ¢opmyis (I) mm dpopmyas: (1),
KoTopoe HHruoOupyet Tpanckpurmuio myrantHoro HTT (MPHK rentunrtuna) w3 rena Htt. B npyrom xoHkpet-
HOM acIeKTe B HACTOSIIECH 3asBKe MPeICTaBiIeH crocod yMeHbmeHus koinundectsa HTT, BKiIrouaromuii KOHTaK-
THPOBaHME KIIETKH 4esoBeka ¢ coeauHenrneM Gopmyinsl (1) mmm dopmymnsr (II), koTopoe HHTHOUPYET dKCIIpec-
cuto mytanTHoro HTT, Tpanckpubupyemoro u3 rena Htt. KieTka genoBeka MOKET KOHTAKTUPOBAThH C COSAMHE-
HueM dopmyisl (1) wmu popmynsr (1) mmm ero Gopmoit in vitro wim in vivo, HapuMep, Y )KHBOTHOTO, HE SIB-
JISFOIIIETOCS YeJIOBEKOM, WIIH Y YeJloBeKa. B KOHKpETHOM acIeKTe YeoBedecKas KJIeTKa MOJydeHa OT YeJOBeKa
WM HAXOJWTCS B OPTaHU3ME YCIOBEKa. B IpyroM KOHKPETHOM acleKTe YesoBeYecKas KIeTKa MoJydeHa OT Je-
JIOBEKAa WJIM HAaXOAMTCS B opranu3Me dyenoBeka ¢ HD. B npyrom KOHKPETHOM acIEKTe YeoBeYecKas KIeTKa Io-
JyyeHa OT 4eJIOBeKa WJIM HaXxoAuTcsl B opranusMme uyenoseka ¢ HD, BeizBanHOi CAG nosTropom B rene Htt, yto
OpUBOIUT K ToTepe dkcnpeccun w/mwin pyakimu HTT. B apyrom acriekte yenoBedeckas KIeTKa MOIYYCHA OT
yenoBeka ¢ HD. B ngpyrom acnekre denoBedeckasl KJIeTKa HaXOAUTcs B opranusme yenoBeka ¢ HD. B onnom
ACIIeKTEe COCAMHCHUE MpeCcTaBIsieT cobort hopmy coemauueHus Gopmynsl (1) wiu dopmymsr (11).

B HekoTophIx acmekTax jedeHue win obsierdernre HD ¢ ucnonp3oBanuem coeaunenus Gopmynsl (1) wmm
dhopmymer (II) wm ero Gopmbl (OTACTHEHO WM B KOMOMHAIINN C JOTIOJTHUTEIHHBIM CPEICTBOM) UMEET TeparieB-
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THYECKUH 3QPEKT n/UiK MosIoKUTeNbHEIH 3 dexT. B xonkperHoMm acnekre jgeuenne HD coenunennem dopmy-
161 (1) mm popmyisr (1) mom ero popmoit (0TAETBHO MIIM B KOMOMHAIMHN C IOTIOJIHUTEIBHBIM CPEACTBOM) MPH-
BOAWT K OJHOMY, IBYM WiH Ooiee u3 ciemyromux 3¢hdexTos: (i) CHMXaeT WM yMeHbImaeT Tsokecth HD; (ii)
3aaepxuBaet HacTymeHue HD; (iii) uarnbupyer mporpeccupoanne HD; (iv) yMeHbIIaeT ciiydan TOCIIATAIIH-
3amii cyObekTa; (V) COKpamaeT MpOaOJDKUTEILHOCTh TOCTIMTANN3alNNd CyOBheKTa; (Vi) MOBBIMIAET BBEDKHBAC-
MOCTh CYOBeKTa; (Vil) yaydInaeT KauecTBO KHU3HU CyObheKTa; (Viil) yMEHbIIIaeT KOJMIECTBO CUMIITOMOB, CBSI3aH-
HeIX ¢ HD; (iX) yMeHbIIaeT win obierdaet TsHKecTh CUMITOMa(CUMIITOMOB), cBsizaHHOTO ¢ HD; (X) cokparmiaer
TIPOIOJDKUTEIBFHOCTE CUMIITOMA, cBs3anHoro ¢ HD; (Xi) mpemoTBpamaeT moBTOpHOE BOSHUKHOBEHHE CUMIITOMA,
csizanHoro ¢ HD; (Xil) mHruOupyer pasBuTHE WM BO3HMKHOBeHHEe cumiTomMa HD; m/mmm (Xiil) mHrnGupyer
IporpeccupoBaHue CUMITOMA, cBsa3anHoro ¢ HD.

MeTaboIuTHL.

Jlpyroii acrekT, BKJIIOYEHHBIH B 00BbEM HACTOSILETO ONKMCaHMS, BKIIOYACT HCIIOJIb30BaHHE METadoInde-
CKUX MPOJIYKTOB COEIMHEHNH, ONMCAHHBIX B HACTOSIIEH 3asBKe, in vivo. Takue MpoIyKThl MOTYT OBITh Pe3yJib-
TaTOM, HallpUMep, OKHCIICHHS, BOCCTAHOBIICHNUS, THIPOJIHN3a, aMUANPOBAHUS, STEPUPHUKALIIH U T.II. BBOAUMOTO
COCIMHEHUS, B MEPBYIO Ouepenpb M3-3a (pepMEHTAaTHBHBIX HporeccoB. COOTBETCTBEHHO, ONMHCAHHWE BKIIOYAET
WCIIOJIb30BAaHUE COENMHEHHH, OITYYEHHBIX CIIOCOO0M, BKIIOYAIOMINM KOHTAKTHPOBAHHE COCIMHEHMS, ONHCAH-
HOTO B HACTOAIICH 3asBKE, C TKAHBIO MIICKOIHTAIONIETO MJIM MJICKOMUTAIONMM B TEUCHHUE MEePHOAa BPEMEHH,
JOCTaTOYHOTO JUIS OTYYEHHUS MX METa00IMIECKOTO MPOTyKTa.

VneHTnduKamio Takux IPOIyKTOB OOBIYHO OCYIIECTBIAIOT ITyTEM MOMYUYCHHS PaIlOaKTHBHO MEUCHHOTO
u3oTorornora (Hanpumep, '*C wiu *H) coeIMHEH s, OMICAHHOr0 B HACTOSIIEIH 3aBKe, BBEICHHS PaIHOAKTHBHO-
MEUCHHOT'O COEAMHEHUS B JETEKTHPYEMOH l103e (Hampumep, Oonee yeM okojio 0,5 MI/Kr) MIIEKOIUTAIOIEMY,
TaKOMy KaK KpbIca, MBIIIb, MOPCKasi CBHHKA, CO0aka, 00e3bsHa MJIM YEJIOBEK, 0OecTieunBasl JOCTaTOYHOE BpeMs
Jutst MeTabonmu3Ma (00bI9HO OT 0KoJI0 30 cexyHn 1o okouo 30 4) M nAEHTHUIMPYS TPOTYKTHl META00INYECKOTO
NPEBPAIICHNS U3 MOYH, KETUH, KPOBH WM APYTHX OMOJIOrHYecKux oOpas3unoB. [IpomyKTsl mpeBparieHus JIETKO
BBIJICTISIFOTCS,, IIOCKOJIBKY OHHM '"paJMOaKTMBHO MEYEHB" B CWJIy TOTO, YTO OHHU SBIISIIOTCS HW30TOITHO-
o0orameHHBIMH (IpyTHe BBIIEIAIOTCS ¢ UCIOIh30BAHHEM aHTUTEI, CHOCOOHBIX CBSI3BIBATHCS C ATIMTOIIAMH, BBI-
JKUBIIUMH B MeTabomTe). CTPYKTYphl METAOOIMTOB OTPEACIIIOT OOBIYHBIM CITOCOOOM, HAIPUMeEp, C UCTIONH30-
BanneM MC wnu SIMP ananuza. Kak mpaBmiio, aHanu3 MeTabOJUTOB MOYKHO OCYIIIECTBUTH TAKUM K& 00pa3oM,
KaK U OOBIYHBIC MCCIIEOBAaHMSA METa0OJIM3Ma JIEKAPCTBEHHBIX CPENICTB, XOPOIIO M3BECTHBIC CIICIIHANCTAM B
JnaHHOM ob6macTw. [IpoMyKThI MpeBpaIeHus, MPH YCIOBHH, YTO OHW MHBIM O0pa3oM HE MPHCYTCTBYIOT in Vivo,
MOJIE3HBI B JUATHOCTHYSCKUX aHANM3axX s TePaleBTUYECKOTO BBEACHUS COCIOMHEHUI, ONMMCAHHBIX B HACTOS-
1Ieit 3as1BKe, JaKe €ClIM OHM He 00J1a1afoT COOCTBEHHON OMOIOTHYECKOI aKTHBHOCTBIO.

dapmareBTHIECKHE KOMIIO3HIIHH.

B coorBercTBHM ¢ mpennonaraeMbiM 00OBEMOM HACTOSILIETO ONMHCAHUS, aCHEKTHI HACTOSIIETO OIHCAHUS
BKJIIOYAIOT COCMHEHMSI, KOTOPhIEe OBbIAN MACHTH(UIMPOBAHBI U KOTOPBIC, KaK OBUIO MPOJEMOHCTPHPOBAHO, SIB-
JISIFOTCSI TIOJIE3HBIMU JJISI CEJIEKTUBHOW NMPOQMIAKTHKY, JieueHus win ooneryenus HD, n xotopsie obecnieunna-
IOTCSI JUIsS IPUMEHEHHUSI B BUJIC OJJHOW MIJIM HECKOJBKHX (hapMaleBTUYECKUX KOMIO3HIMH IS MPOQMIAKTHKH,
neueHus wim odnerdenust HD.

OuH acTeKT HACTOSIIETO OMUCAHMS BKIIOYaeT mpuMeHeHue coenuuaeHus: hopmynsl (I) wmu hopmynsr (11)
WK ero (GOpMBI IS TTOIydeHuUs! (hapMaIleBTHICCKON KOMIIO3UITNH IS JiedeHus nin obnerdenuss HD y cyOnek-
Ta, HY)KIAIOUIETOCS B 3TOM, KOTOPOE BKJIIOUACT BBEICHHE CYOBEKTY A(P(PEKTHBHOTO KOJIWYECTBA COCTWHEHHS
dbopmynel (1) wmm dopmysst (I1) wmm ero Gopmbl B CMECH C OJTHUM FITH HECKOJIEKUMH (PapMareBTHIECKH TIPUEM-
JIEMBIMH SKCIAITEHTAMH.

OpnH acHeKT HAaCcTOSIIEro OMMCAaHMs BKIIOYAET NMpHMEHEeHUe (papMalieBTHYECKOH KOMITO3UINYU COCIHHE-
Hus popmyisr (1) wmu Gopmyast (11) wnu ero hopMel 11t oydeHust Habopa 1y JieueHus wim obneryenus HD
y cyObekTa, Hy)KIAIOLIErocst B 3TOM, BKJIIOYAIOIIETO (DapMalleBTHYECKYIO KOMITO3ULIUIO COCIUHEHUS (OPMYJIBI
(1) mim popmyast (I11) nnm ero GopMbI M HHCTPYKINH 10 BBEACHHIO (hapMalleBTHIECKOW KOMIIO3UIIHH.

B xoHTekcTe HacTosIIeH 3aBKH TEPMUH "KOMIO3ULMA" 03HAYAET MPOJYKT, BKIIOYAIONINN YKa3aHHbIE HH-
TPEIMEHTHl B OTPEICICHHBIX KOJIMYECTBAX, a TAKXKE JIO00H TPOIYKT, KOTOPBIA MPSIMO FITH KOCBEHHO SIBIISICTCS
pe3yapTaTOM KOMOWHAIINY YKAa3aHHBIX HHT'PEAUEHTOB B OINIPEICIICHHBIX KOJNIEeCTBAX.

dapmarneBTHIECKass KOMIO3HUINSA MOXKET OBITh C(OPMYIMPOBAaHA UL TOCTHIKEHUS (PU3MOIOTHIECKH CO-
BMectumoro pH B nuanaszone ot okoso pH 3 mo okono pH 11. B HekoTopbIx acmekrax gapmarneBTudeckas KOM-
no3uIus chopMyJIMpoBana it ocTkeHus pH ot okoso pH 3 mo okono pH 7. B npyrux acnekrax, gapmaries-
THYeCcKass KoMIo3uIwsl chopmynupoBana st goctikenus pH ot okono pH 5 1o oxomo pH 8.

Tepmun "(apMmarieBTHYECKH PUEMIIEMBII SKCIMITMEHT" OTHOCUTCS K AKCIMITHCHTY JUIs BBEJCHUS (papMarieBTH-
YeCcKOT'0 Cpe/ICTBA, TAKOTO KaK COSIMHEHHSI, ONIMCAaHHbIC B HACTOSIIIIEH 3asiBKe. TepMIH OTHOCUTCS K JIF000MY (hapMmarieB-
THYECKOMY 3KCLMIIMEHTY, KOTOPBI MOYKHO BBOAMTH O€3 Upe3MepHON TOKCHYHOCTH. DapMalieBTHYECKN MpHeMIIeMbIe
9KCIMITUEHTHI MOTYT YaCTHYHO ONPEEIATHCS KOHKPETHON BBOJMMON KOMITO3MIMEH, a TakKe KOHKPETHBIM CIIOCOOOM
BBEJICHHS W/WJTH JIEKApCTBEHHOH (opMoit. HeorpannumBarorye npuMeps! hapMarieBTHIECKH ITPUEMIIEMBIX SKCLAITIEH-
TOB BKJIIOYAIOT HOCUTEJH, PACTBOPHUTENH, CTAOMIM3ATOPbI, aJbIOBAHTHI, pa30aBuTeny U T.1. COOTBETCTBEHHO, CYIIECT-
BYET IIMPOKHI CHEKTP MOAXOIAIINX JICKAPCTBEHHBIX (hOpM U (hapMarieBTIHYESCKUX KOMITO3HIINIA COSANHEHNI HAaCTOS-
IIero U300peTeH s, OITMCAHHBIX B HACTOSIIIEH 3asBKe (CM., HanprMmep, Remington's Pharmaceutical Sciences).
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[MomxoasmuMu 3KCIUITUCHTAMH MOTYT OBITH MOJEKYJIBI-HOCHTENH, KOTOPBIC BKIIFOYAOT OOJBIINE, MEI-
JICHHO METa0ONU3UPYIOIIHUECS MaKPOMOJICKYJIBI, TAKHE KaK OCIKH, MOJUCAXapUIbl, TOJHUMOJIOYHBIC KHUCIIOTHI,
TIOJIATJIMKOJIEBBIC KUCIIOTHI, IIOJIMMEPHBIE aMUHOKHCIIOTHI, COMTOJIMMEPHI aMUHOKHCIIOT ¥ HEAaKTUBHBIC aHTHTENA.
Jpyrue WinmocTpaTHBHBIE SKCIUIMEHTHI BKIIIOYAIOT aHTHOKCHIAHTHI, TaKHe KaK aCKOPOMHOBAsI KUCJIOTa; XeJa-
TUpyIolMe areHThl, Takue kak EDTA; yrneBozpl, Takue Kak JEKCTPHUH, THAPOKCHATKUIIIEILIION03a, THIPOKCH-
ANKWIMETIILEIUTION03a (HanpuMep, THAPOKCHITPOIIIMETHIIIIEIUTION03a, Takxke m3BectHas kak HPMC), creapu-
HOBasl KHMCJIOTA; XHUIKOCTH, TaKMe KaK Macia, BoAa, (PU3MOIOTHUECKUI PacTBOp, TIAWIEPHH W STAaHON;, CMadH-
BaIOIINE BEIIECTBA MM SMYJIbraTopsl;, OydepHbie BemecTBa i qoBeaeHns pH; u T.1. JIMIOCOMBI TakKe BKIIO-
YCHEI B OTIpE/ICIICHHE (papMaIleBTHICCKU PUEMIIEMBIX SKCITUITHCHTOB.

®dapManeBTHYECKHE KOMIIO3HUIIUY, OMTUCAHHBIC B HACTOSIICH 3asiBKE, MOTYT OBITH C(DOPMYIUPOBAHEI B JIFO-
0ot popme, mOIXOAAIICH A MPEAOIAracMOTO HCIIOIB30BAHMUS, OMIIMCAHHOTO B HACTOsIIEH 3asBke. [logxoms-
IIKE JICKAPCTBEHHBIC (POPMEI JIJIsI IEPOPATHHOTO BBEICHHS BKIIFOYAIOT TBEPIbIC JICKAPCTBEHHBIC (POPMEIL, KHITKUE
PACTBOPBI, IMYJILCUH M CYCIICH3HH, TOT/Ia KaK MOIXOISAIINE JICKAPCTBCHHBIC (POPMBI Il MHTAJSIIIUA JUIS JICTOY-
HOTO BBEJCHHUS BKIIIOYAIOT XKUAKOCTH U MOPOIIKU. AJBTEPHATUBHBIC JICKAPCTBEHHBIC (DOPMBI BKITFOYAIOT CHPO-
TIBI, KPEMBI, Ma3H, TabJETKH U JINOPUIN3NPOBAHHBIC TBEPBIE IIPEIapaThl, KOTOPHIE MOTYT OBITH BOCCTAHOBIICHBI
nepes BBeCHHEM (PI3HOIOTHIECKH COBMECTUMBIM PAaCTBOPUTEIIEM.

B cnygae npenna3zHadeHUs A IEPOPAITBHOTO MPUMEHEHISI, HAIPUMEP, MOTYT OBITH MOJYYEeHBI Ta0NeTKHY,
MACTHIKH, JICTICIIIKH, BOTHBIC WIIM MACIsIHBIE CYCIIEH3WH, HEBOAHBIC PACTBOPHI, AUCTICPTHPYEMBIE MTOPOIIKH HIIH
rpaHyJsl (BKIIOYAIOMINE MUKPOHN3UPOBAHHBIC YACTHIBI FUTH HAHOYACTHIIBI), SMYJIbCHH, TBEPAbIC MIIH MATKHE
KaIlCyJbl, CUPONBI WM YIUKCUPBL. KoMmo3umuu, nperHasHaueHHBIE Ui MepOPaIbHOTO NMPHUMEHEHHSI, MOXHO
MOJYYHTh JIOOBIM CIIOCOOOM, U3BECTHBIM B JAHHOM OOJIACTH TEXHHKH JUIS M3TOTOBJICHHUS (hapMalleBTHUCCKUX
KOMITO3HUIIUIA, H TaKKe KOMIIO3HIIUH MOTYT COJICPKATh OIHMH MM HECKOIBKO ar¢HTOB, BKIIFOUAs MOJCIACTHTEIIH,
apoMaTHU3aTOPhI, KPACUTEIH M KOHCEPBAHTHI, YTOOBI 00CCIICUYHTh MPEMapaT ¢ XOPOIIUMH BKYCOBBIMU KauecTBa-
MHU.

dapManeBTHIECKH TTPUCSMIICMBIC SKCITUITHUEHTHI, TIOXOISIINE IS UCTIOIb30BaHUs B COYCTAaHUU C Ta0JIeT-
KaM¥, BKITIOYAIOT, HAIPUMEpP, MHEPTHBIC Pa30aBUTEIH, TAKHE KaK LEJIIIOJIO3BI, KapOOHAT KaJIbIUs WIIM HATPHSA,
JaKkTo3a, (ocdar KambIUs WIM HATPUSA; Pa3phIXIMTENH, Takhe KaK KpPOCKapMeluio3a HaTpHs, IONEepevHo-
CIIMTHIN MOBHIOH, KyKYPY3HBIM KpaxMaj WIN albIHHOBAsI KUCIIOTa; CBA3YIOIINE, TAKHE KaK MOBHIOH, KpaxMall,
JKeNTATHH WIN apaBUHCKas KaMelb; U CMa3bIBAIOIINE BEIIECTBA, TAKHE KaK cTeapaT MarHis, CTeapUHOBAs KUCIIO-
Ta WK TaibK. TabJIeTKu MOTYT OBITh 0€3 MOKPHITHS WIM MOTYT HMETh OKPHITHE, HAHECEHHOE M3BECTHBIMHU Me-
TOAMH, BKIIOYas MHKPOKAICYIHPOBAaHHE, YTOOBI 3aMEIINTh pPa3loXEHHE H aICcOpOLHI0 B JKEIYyHZOYHO-
KHIICYHOM TPaKTE U TEM CaMbIM OOCCIICYUTh YCTOWYHBOC JCWCTBUE B TCUCHHE OOJEE IIMTEILHOTO MEPHOJA.
Hanpumep, MOKHO HCTIOIB30BATh BEMIECTBO, 00ECIICUNBAIOIICE BPEMEHHYIO 3a/ICPKKY, TAKOES KaK TIIHICPUIMO-
HOCTeapaT WIH TIUIEePIIANCTeapaT, OTICIBHO U C BOCKOM.

JlexapcTBeHHBIC (YOPMBI sl IEPOPATEHOTO TIPUMEHEHUS TAKXKE MOTYT OBITh MPEICTABICHBI B BUJIC TBEP-
JIBIX JKEJIATUHOBBIX KAICYJ, B KOTOPHIX aKTUBHBIA WHTPEIUCHT CMCIIAH C MHEPTHBIM TBEPIBIM pa30aBUTEICM,
HANpUMEp LEIUTI0II030!, JTaKT030#, GochaToM KalablUs WIM KAOJIHMHOM, WU B BHJIC MATKHX JKCJIATHHOBBIX Kall-
CyJI, B KOTOPBIX aKTUBHBIM MHTPEIUEHT CMEIIaH C He-BOJHOW MM MACIISTHOM CpefloM, Takol Kak TIIMIIEPUH, MPO-
MHJICHTIINKOJb, TOTMATHIICHTIINKOIb, apaXHCOBOE MACIO, JKUAKHIHA mapaduH WIH OTUBKOBOE MAcCIIO.

B npyrux acmekrax ¢apMarneBTHYCCKHE KOMIIO3UIMH, ONMHCAHHBIE B HACTOSIMICH 3asBKE, MOTYT OBITH
chopMyHpoBaHbl B BUJIE CYCTICH3UH, conepkanmux coenuHerne ¢popmyisl (I) wmu dpopmymnst (II) wmm ero dhop-
My B CMECH C OJTHHM FJIM HECKOJIBKHMH (papMareBTUIECKH MPUEMIIEMBIMU YKCITUIMAEHTAMH, TOJXOIAIIAMHA IS
MOJYYCHHUS CYCIIeH3UH. B Ipyrux acrnekrax ¢apMareBTH4YeCKue KOMITIO3UIUH, OTTMCAHHBIC B HACTOSIIEH 3asBKe,
MOTYT OBITH C(HOPMYITHPOBAHEI B BHJC JUCTICPTUPYCMBIX MOPOIIKOB M TPaHYJ, MOIXOASIIINX IS TPUTOTOBIIC-
HUS CYCIICH3UH ITyTeM J00aBIICHHS OJHOTO WIIM HECKOJNIBKHUX 3KCIUITHCHTOB.

DKCHUMUCHTHI, MOIXOMSAIINE U1 UCTIONB30BaHUS B CBSI3U C CYCIICH3HMSAMH, BKIIOYAIOT CYCIICHIMPYIOIIHE
areHTHI, TAKUC KaK HATPHHA KapOOKCHMETIIIIEIUTION03a, METHIIICIUTION03a, THAPOKCHIIPOTIHIIMETIIIICIUTION03a,
ANBIHHAT HATPHSI, MOJUBUHIIHPPOIIUIOH, TParakaHTOBasl KaMe/lb, apaBUiiCKasi KaMe/b, TUCTICPTUPYIOIINEC WA
CMaYMBAIOIINE areHTHl, TaKWe KaK MpHUpOIHbIA GocdaTuy (Hanmpumep, JSIUTHH), TPOAYKT KOHIEHCAITUH OKCHIA
ANKWJICHA C XUPHON KUCIOTOH (HampuMmep, HOJTHOKCHITIIICHCTEapar), MPOAYKT KOHACHCAIIMHA OKCHUIA ATHIICHA C
JUTMHHOIETIOYEYHBIM an(aTHIECKUM CIIAPTOM (HaIpUMep, TeNnTaJAeKadTIIICHOKCHUIIETAHOM), TPOAYKT KOH/IEH-
caly OKCHJIA ATHJICHA C HEMOJIHBIM CIIOKHBIM 3(UPOM, ITOTyISHHBIM U3 KXUPHOH KHUCIOTH M TeKCHUTaHTHAPHUIA
(HampuMmep, MOJMOKCHUATHIIEH COpOMTaH MOHOOJIEAT); M 3aryCTHUTENH, TaKue Kak KapOomep, MUEIMHBIH BOCK,
TBEpIBINA MapauH WK NeTWIOBHIH cupT. CyCneH3HH MOTYT TaKXKe COIepKaTh OIWH MM HECKOIBKO KOHCEp-
BaHTOB, TAKUX KaK YKCYCHAs KHCJIOTa, METWJI /WM H-TIPOMII Mapa-THAPOKCHOCH30aT; OJWH WIH HECKOJIBKO
KpacHTeIIeH; OIMH WM HECKOJIBKO apOMAaTH3aTOPOB; M OJIMH FJIU HECKOJBKO TOJICIACTUTEINCH, TAKMX KaK caxa-
po3a WK caxapuvH.

®dapMareBTHYECKUE KOMITO3UIIMH, OMUCAHHBIC B HACTOSIICH 3asBKE, TAKXKE MOTYT OBITH B (hopMe IMYIIb-
CUil Macno-B-BojJic. MacisiHast (aza MOXKET TPEACTABIATh COO0I PacTUTEIBHOE MACIlo, TAKOE KaK OJMBKOBOE
MACIIO FJIH apaXxHCOBOC MAciio, MUHEPAILHOE MACJIO, TAKOe KaK JKUAKHIA mapaduH, win ux cMeck. [loaxomsmime
SMYJBraTOPHI BKIIIOYAIOT HATypajbHbIC KaMEIH, TAaKWE KaK apaBHHCKas KaMeIb W TparakaHTOBas KaMellb; MpH-
poxusie pocdaTuasl, Takue Kak COEBBIM JCIUTHH, CIOKHBIE H(HUPHI WM HETIOIHBIE CIIOKHBIE YPHUPHI KUPHBIX

-94 -



046152

KHCJIOT; TeKCUTAHTUIPHUIIBI, TAKAE KaK COPOUTaH MOHOOJIEAT; M MPOIYKTHl KOHICHCAIUU STHX HETOIHBIX CI0XK-
HBIX 3()UPOB U ITWICHOKCH]IA, TAKUC KaK MOJUOKCUITHICH COPOUTAH MOHOOJIEAT. DMYIBCUS MOKET TaKXKE CO-
JepXKaTh TOACIACTUTENN B apoMaTn3aTopbl. CHPOIIBI U 3ITUKCUPBI MOTYT OBITH MPUTOTOBJICHBI C MOICIACTUTE-
JSIMH, TAKAMH KaK TJIMIEpUH, COPOUT WM caxapo3a. Takue JeKapCTBEHHBIE (POPMBI TaKKe MOTYT COAEpPXKAaTh
MATYUTEIHHOE CPENICTBO, KOHCEPBAHT, apOMAaTH3aTOP TN KPAaCUTENb.

Kpowme Toro, papmarieBTraeCcKie KOMITO3UIINH, OIIMCAHHBIE B HACTOSAIIEH 3asBKe, MOT'YT OBITh B (hOpME CTEpHIIb-
HOTO TIperapara Il HHbEKIMH, TAKOTO KaK CTepMIIbHAS BOIHAS AMYJIBCHS WM MACISHAs CYCIICH3HS U HHBCKIHIA.
Takast SMyIbCHS WM CYCIICH3USI MOXKET OBITH C(OPMYINPOBaHA B COOTBETCTBHH CO CIIOCOOOM, M3BECTHBIM M3 YPOBHS
TEXHHUKH, C WCIOTB30BAHUEM MOIXOISIINX JIUCIICPTUPYOIIMX MM CMAYHBAIOIINX arcéHTOB U CYCIICHIUPYIOIINX arcH-
TOB, KOTOpBIC ObUTH yKa3aHbI Bbie. CTEpPUIIBHBIN MpEnapaT Uil HHBCKIMH MOXET TaKKe MPEICTABIATh COOOU CTe-
PYWIBHBINA pacTBOP WU CYCIICH3HIO JJIS UHBEKIIMIA B HETOKCHYHOM MAPEHTEPATHEHO MPUEMIIEMOM Pa30aBUTEIIC UITH pac-
TBOPHUTEIIE, TAKOW Kak pacTBop B 1,2-nponanrore. CTepuiIbHbIN Npenapart Jisl HHBEKIMH TakKe MOXKET ObITh TIOTy4eH
B BUJIC JTHO(DMITIBUPOBAHHOTO TIOpOIITKa. M3 mpreMiteMbIX HOCUTENICH 1 pacTBOPUTENCH, KOTOPhIC MOKHO HUCIIONB30BaTh,
MOXKHO YKa3aTh BOAY, PaCTBOp PHHrepa v M30TOHUYECKUIA pacTBOp Xitopuaa Hatpus. KpoMe Toro, cTepriibHEIC HENeTy-
Yre Maciia MOXKHO HICTIONBE30BaTh B KAYECTBE PACTBOPHUTENS WITH CYCIICHIUPYIOIISH cpepl. [ 3TOH IelTi MOYKHO HC-
TI0JIF30BAaTh JIF000E MATKOE HENETy4ee Macyo, BKITIOUast CHHTETHIECKHE MOHO- WM JUIHLeprabl. Kpome Toro, JKUpHBIe
KHUCJIOTBI, TAKWE KaK OJICMHOBASI KHICJIOTA, TAKXKE MOYKHO HCTIONB30BATh [T TIOJydCHIST HHBEKIMOHHBIX TIPEIapaToB.

CoenuHeHHsI, ONMUCAHHBIE B HACTOAILICH 3asBKE, MOTYT OBITH IO CYIIECTBY HEPAaCTBOPHMBIMH B BOJE H
YMEpPEHHO PacTBOPUMBIMH B OOJIBIIMHCTBE (hapMaIleBTHICCKH MPHUEMIIEMBIX MPOTOHHBIX PACTBOPHUTENIEH U pac-
TUTETBHBIX Macel, HO OHH OOBIYHO PAaCTBOPHMEI B JKHPHBIX KHCJIOTaX CO CpeAHed UIMHOW memu (Hampumep,
KaIlpUJIOBOW M KAIPHHOBOW KHCJIOTAX) WM TPUIALCPUAAX U B CIOKHBIX d(DUPAX MPOMMICHTIIUKOIS U )KUPHBIX
KHCJIOT CO CpeAHE! JTMHOM enH. TakuM 00pa3oM, B OIMCAHUU PACCMATPHUBAIOTCS COCAMHEHUS, KOTOPBIC OBLIA
MOJTU(DHUIIMPOBAHBI 3aMCIICHUEM WM JOOABICHHEM XUMHUYCCKUX MM OHMOXUMHUYCCKUX ()ParMEHTOB, KOTOPBIC
JICNAIOT UX Ooree MOMXOAANIMMH U JOCTaBKU (HAIPUMEpP, YBEIHYUBAIOT PACTBOPHUMOCTH, OHOAKTUBHOCTD,
BKYCOBBIC Ka4e€CTBAa, YMCHBIIAIOT MIOOOYHBIC PEAKIIUU U T.J.), HAIIPUMED, ITyTEM TCPUPUKAIIH, TITHKO3UIHPO-
BaHus, [13I wmupoBanus u T.1I.

B HEKOTOPBIX acmeKTax COSIMHEHHE, ONMMCAHHOE B HACTOSAIICH 3asBKe, (HOPMYITUPYIOT AJIS MEPOPATHHOTO
BBEJICHUS B BH/IC KOMIIO3HIIMK HA OCHOBE JIMITUAOB, MOIXOMAIICH IS COEANHEHUH C HU3KOW pPaCTBOPHUMOCTHIO.
Komno3uiny Ha 0CHOBE JHIMHI0B OOBIYHO MOTYT YBEIWYHBATH MIEPOPATBHYIO OMOIOCTYITHOCTD TAaKUX COCANHE-
uuil. Ilo cymecTBy, dapmaneBTHYeCKHe KOMITO3UIINY, ONFICAHHBIE B HACTOSIIEH 3asBKE, MOTYT COIEPIKaTh (-
(dhexruBHOE KONMMUecTBO coenauaeHus Gopmynsl (I) mwmu popmyinsr (II) wmu ero ¢popMbl, BMecTe ¢ MO MEHbBIIEH
Mepe OJHUM (apMaIleBTUYCCKH MPUEMIEMBIM 3KCIUIHUCHTOM, BHIOPAHHBIM W3 JKUPHBIX KUCIIOT CO CpEIHEH
JUTMHOW T[S WJIH WX MPOMHJICHIIINKOJICBBIX CIIOKHBIX 3QHUPOB (HAPUMEP, CIOKHBIC dPHUPHI POTICHT KOS
U TUIIEBBIX XUPHBIX KUCIOT, TAKMX KaK KalpUJIOBas M KAIPUHOBAs JKUPHBIC KUCIOTHI) M (papMalleBTUYCCKU
MPUEMIIEMBIX TTOBEPXHOCTHO-aKTHBHBIX BCIECTB, TaKWX Kak moiucopOar 20 mnmm 80 (Takke Ha3bIBaeMBIN
Tween® 20 wim Tween® 80, COOTBETCTBEHHO) WU MOHOKCHI 40-THAPUPOBAHHOE KACTOPOBOE MAcCIIO.

B npyrux acmektax OMOJOCTYIMHOCTh COCIUHCHHUN C HU3KOW PACTBOPHMOCTHIO MOXKET OBITh MOBBIIICHA C
UCIIOJIE30BAHUEM METOJIOB ONTHMU3AIUMH pa3Mepa YacTUll, BKIIOYAs MOJTYYCHHUC HAHOYACTHUI] WM HAHOCYCIICH-
3UI ¢ UCTIOJIH30BAaHUEM METOJOB, M3BECTHBIX CIICIMATUCTaM B JaHHON oOsactu. @OpMBI COSIMHEHHM, TIPUCYT-
CTBYIOIIVE B TAKHX IpenapaTax, BKIIOYAIOT aMOPQHbBIE, JaCTHIHO aMOp(HBIC, YACTHIHO KPUCTAITHUECKUE HITH
KpUCTALTHIECKHE (DOPMBI.

B anprepHaTHBHBIX acmekTax (hapMaleBTHYECKass KOMITO3HIHS MOXKET TakKe BKIIOYATh OJWH WIH He-
CKOJIBKO YCHJIUTEJICH BOIOPACTBOPHMOCTH, TAKWX KaK IUKJIOIACKCTPHH. HeorpaHn4ymBaromue npuMeps! IUKIIO0-
JEKCTPUHA BKJIIOYAIOT THAPOKCHIPONHI-, THAPOKCHATHI-, TJIIOKO3WI-, MaJbTO3WI- W MaJbTOTPHO3HII-
MPOM3BOIHEIC Ol-, 3- M Y-IIMKJIOAEKCTpUHA U Tuapokcunponi-fB-uukiogekctpua (HPBC). B HekoTopsix acmek-
Tax (apmareBTHUecKas komno3unus takxke Bkmodaer HPBC B ananaszone ot okono 0,1% no okono 20%, ot
okono 1% mpo okono 15% unu ot okono 2,5% 10 oxono 10%. KonndecTBo UCNONB3yeMOro yCUIUTENS PacTBO-
PUMOCTH MOKET 3aBHCETh OT KOJIMYECTBA COCAMHEHUS B KOMIIO3HITUH.

ITomyueHne coeAMHEHUH.

OO0mue criocoObI cHHTE3A.

Kaxk packpsITo B HacTosiIIeH 3asiBKe, 00LIHE CIIOCOOBI MOTyUeHHs cCoeTMHEeHUH (hopmysl (1) wimu GopmyItsl
(i) wm ux Gopmbl, KaK OTIMCAHO B HACTOSIICH 3asBKE, MOCTYITHBI C MCIIOIH30BAHUEM CTAHIAPTHBIX, XOPOIIO
M3BECTHBIX METOJIOB CHHTE3a. MHOTHE M3 MCXOJHBIX BEIIECTB KOMMEPUYECKH JTOCTYITHBI WM, €CITH OHH HE SIBJIS-
IOTCS TOCTYITHBIMH, UX MOKHO ITOJTYYHTD C UCIIOBb30BaHIEM CIIOCOOOB, OMICAHHBIX HIKE, UCTIONB3YS IPOIEIy-
PBI, W3BECTHBIE CHECHHAINACTaM B JAHHOW OOJIACTH. CXEMBI CHHTE3a, MPEICTABICHHBIC B HACTOSIICH 3asBKe,
BKITIOYAIOT HECKOJBKO CTAAMU PEaKIWH, Kakaas W3 KOTOPHIX MPEATIONIaraeTcsl Kak CaMOCTOSATENbHAs M MOXKET
OBITH OCYIIECTBIICHA C JIFOOOH MPeANIeCTBYIOMEH HITH MOCIEAYIOmeH cTaanel min 0e3 HUX. JPYTHMH CIIOBaMH,
Ka)KJ1asl M3 OTACIBHBIX CTAIMi PEaKIUH MPEICTABICHHBIX CXEM CHHTE3a PACCMATPUBACTCS B OTJCILHOCTH.

Cxema A.

Coenunenus popmymsr (I), rme B nmpencrapnser codoit rerepouunkimi, X npeacrapisieT coboit O, NH wim
NR;y, Te Ry, mpencrarser co6oit Cy_4aKui, MOKHO MOTYYHTh, KaK OIMMUCAHO HA CXeME A HIDKE.
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A1 A2 A3 A4

Coenunenne Al (rme W npencrasiser coboil 6pom, XJIOp U T.I.) IPeoOpa3oBBIBAIOT B COeANHEHUE A2
MyTEM pPEeaKIui HYKICO(PIIFHOTO 3aMCIICHHS C NMEPBUYHBIM WM BTOPUYHBEIM aMUHOM wiu ciimpTtoM (BXH) B
MNPUCYTCTBUH MOIXOMISIIET0 OCHOBaHMs (Takoro kak Et;N W T.I.) B MOIXOMSIIEM pacTBOpHTENE (TaKOM Kak
DMF wu T1.11.). AnbrepHaTuBHO, coequHeHne Al mpeoOpa3oBHIBAIOT B coeAMHEHNE A2 depe3 PeaKIvio MmepeKpe-
CTHOTO COYETaHUs C IIEPBUYHBIM WIH BTOPUYHBIM aMUHOM B MPHCYTCTBUN MOJXOIAIIETO KaTanu3aTopa (Takoro
kak RuPhos Pd G2 u T1.11.) 1 ocHOBaHUsI (TaKOTO KaK TPET-OyTOKCHI HATPHS | T.II.) B ITOJAXOMAIIEM PACTBOPHUTE-
ne, TakoM Kak 1,4-nmuokcan u T.11.). Coenuuenne A2 npeoOpa3oBBIBAIOT B COeTUHEHNE A3 MyTeM raJoreHHpOBa-
HUS TIpH 00pabOTKe MOAXOIANIAM PeareHToM (TaKUM Kak OpoM U T.I1.) B TIOJIXOJSAIIEM pacTBOPUTEIIE (TAaKOM Kak
MeTaHon U T.11.). CoenuHeHne A3 mpeoOpa3oBBIBAIOT B coequHeHue A4 myTeM peakiuu codetaHus Cy3yku ¢
apwWiI- WM TeTePOAPMIOOPOHOBOM KUCIOTOH (MM MHHAKOJIIOBBIM 3(UPOM OOPOHOBOW KHCIOTHI) B IPUCYTCTBHU
kaTtanuzaropa (Takoro kak Pd(dppf)Cl, u 1.11.) u ocHOBanus (Takoro kak BoxHbIi pactBop K,CO; 1 T.11.) B moJ-
XOJISIIEM pacTBOpHTENe (TaKOM Kak 1,4-THOKCaH U T.IL.). AJTbTEPHATUBHO, CoeMHEHUE A3 mpeoOpa30BLIBAIOT B
coequHeHUEe A4 myTeM peaknuu codetanus CTUIIIC C apyil- WIH TeTepOapri-CTAaHHAHOM B MPUCYTCTBUU KaTa-
mu3atopa (takoro kak Pdy(dba); m 1.1m.), turanpa (takoro kak X-Phos u T.11.) 1 ocHoBaHMs (Takoro kak CsF u
T.I1.) B TIOJXO/SIIEM pacTBOpuTelne (TakoM Kak 1,4-arokcad U T.11.). JIFoOble 3alTUTHBIE TPYIIHI MOKHO yIATHTh
06paboTkoit mogxoaammmM pearearoM (TakuMm kak HCI B quokcane st Boc 3amuTHON Tpynmbl U T.I1.) B TIOJXO-
JISITIEM pacTBOpHUTEIIe (TaKOM Kak JMOKCAH U T.II.).

Cxema B.

Coenunenns hopmyisl (1), tae (Ry), mpeacrasnser codoi BOIOPO, TajoreH, rTuapokcu wim C;_4alKOKCH,
n umeet 3Hauenne 0 wim 1, R, mpeacrasisger coboit reTeponukimi, rerepoapui win dhenwi, B npencrasiser
coboii rerepormkimt; X npeactaBisieT codoit O, NH wmm NRy, u Ry, npencrapnsier coboit Ci_4amKui, MOXKHO
MOJYYHTh, KaK OMUCAHO Ha cxeMe B Hmxke.
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Coenunenne Bl (rme W1 npencrasiser coboil 6pom, XJop U T.11.) IpeoOpa3oBbIBAIOT B coenuHeHne B3
myTeM peakuuu coderaHuss Cy3ykd ¢ apuaIOOpOHOBOW KHCIOTOW (MM IMHHAKOJIOBBIM (UPOM OOPOHOBOW KH-
ciotel) B2 (tme W, mpencrapnser codoit OpoM, xiop u T.1.; (Ry), mpeacrasiser codoit BOJOPOJ, TaloTeH, TH-
poxcu wn C,_jankokcy 1 PG npeacrapisieT co0oi 3aMTHYIO Tpymy, Takyto kak MOM U T.1.) B IPUCYTCTBHH
karanu3atopa (Taxoro kak Pd(dppf)Cl, u 1.11.) n ocHOBaHus (Takoro kak BomHbIi pacTBop K,CO; u T.11.) B ToJI-
XOJIAIIEeM pacTBopuTelie (TakoM Kak 1,4-nmuokcan u T.11.). Coennnenue B3 npeoOpa3oBriBaloT B coennHenne B4
myTeM o0paboTku okucauTeneM (TakuMm kak mMCPBA win OKCOH W T.I.) B MOAXOISAIIEM PacTBOPUTENE (TaKOM
Kak puximopMerad u T.1.). Coennuenue B4 mpeoOpa3oBEIBAIOT B coeAMHEHNE BS myTem peakiuu HykIeo(uib-
HOTO 3aMEIICHUs ¢ TIEPBUYHBIM MM BTOPHUYHBIM amuHOM Wi criuptoM (BXH, roe X mpencrasnser coboit O,
NH wmu NRyy, toe Ryy, npeacranser coboit Ci4ankui) B IPUCYTCTBUHU MOIXOASIIICTO OCHOBAHUS (TAKOTO Kak
Et;N u 1.11.) B moaxoasmeM pactBoputene (takoM kak DMF u 1.11.). Coenunenne BS npeoOGpa3oBbIBatoT B co-
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enuHenue B6 myrtem peakumu coderannsi Cy3yKH C apuil- WIN IeTepoapriIO0OpOHOBON KHCIOTOH (MM IMHHAKO-
JIOBBIM 3(HUPOM OOPOHOBOI KHCIOTHI) B IPHCYTCTBHU KaTanuzaropa (takoro kak Pd(dppf)Cl, u T.11.) u ocHOBa-
HUs (Takoro Kak BoaHbIH pacTBop K,COs 1 T.11.) B MOAXOASIIEM pacTBOpuUTeNe (TakoM Kak 1,4-mHokcaH u T.IL.).
AnbTepHAaTUBHO, coenrHeHne BS mpeoOpa3oBBIBAIOT B coeauHeHne B6 myrtem peakiuu coderanust CTHIiE ¢
apwiI- WY TeTepoapuiI-CTAHHAHOM B TIPUCYTCTBUH KaTann3aropa (Takoro kak Pd,(dba); u 1.1m.), nmuranga (Takoro
kak X-Phos u T.11.) 1 ocHOBaHwms (Takoro kak CsF u T.1.) B moaxonsmieM pacTBopurene (TakoM Kak 1,4-nrokcan
¥ T.IL.). ATbTepHATHUBHO, coequHeHre BS mpeoOpa3oBeiBatoT B coennHeHne B6 mytem 006pabOTKH MHMHAKOIATO-
JIMO0poM 1 ocHOBaHHUEM (TakuM kak KOAcC u T.11.) B IpUCyTCTBUH KaTanmzaropa (takoro kak Pd(dppf)Cl, u T.11.)
B MOJXO/SIIIEM pacTBOpHTeENe (TaKOM Kak 1,4-THOKCaH | T.I1.), ¢ MOCIEAYIOMUM 100aBICHUEM apHil- MM reTe-
poapui-ranoreHnia. AJbTEpHaTUBHO, coeanHeHne BS mpeoOpaszoBbIBaroT B coenuHeHne B6 myteM peakiyn
coueTanusi byxBanmpma-XapTBUra C rerepoapuioM I aMHHOM B TPUCYTCTBHH KaTaimu3aTopa (TaKOro Kak
Pd,(dba); u 1.11.), muranaa (takoro kak tBuX-Phos u T.1m.) u ocHoBaHus (Takoro kak K;PO, u T.11.) B moaxons-
meM pacTBopuTeie (TakoM Kak 1,4-muokcan u 1.11.). Coenunenne B6 npeoOpa3oBriBaloT B coeauHenne B7 my-
TeM 00pabOTKH C UCTOJNB30BAaHUEM YCIOBHHU, MOAXOJSIIUX JUIS yIAJCHHUs 3alUTHEIX Tpymn (Takux kak HCI B
nmuokcaHe st MOM 3anuTHOW TPYTIITEI) B MOAXOSIIEM PacTBOpHUTENE (TAKOM Kak TUOKCAH | T.I1.).

Cxema C.

Crieyst oOIIMM YCIIOBHUSAM, OITUCAHHBIM Ha cXeMe B, HO m3MeHUB Mopsnok craguit 2 u 4, coequnerune C1
MO>KHO TIpeoOpa3oBaTh B coequnenue C7.
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Cxema D.

Coenunenns popmyisr (1), rae (Ry), npeacraiser cod0i BOIOPOI, TANOTEH, TUAPOKCH min C_4alIKOKCH,
n umeet 3Hauenne 0 wim 1, R, mpeacrasiser coboil reTeponukimi, rerepoapui win dhenwn, B npencrasuser
coboit rerepormkam; X npencrasiser coooir O, NH umu NRy, u Ry, npeacraBnser coboii C_4aiKui, MOXKHO
MOJIYYUTh, KaK OTIMCaHO Ha cxeme D Hike.
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Coenunenne D1 (tne W1, npencrasisier coboit 6pom, xiop u T.1.; (Ry), mpencraBiseT coboil BOIOPOI,
rayioreH, runpokcu uinn C;_jankokcn; U PG npencrasiser coboi 3alMTHYIO TPyIITy, Takyto kak MOM wu T.11.)
peoOpa3oBEIBAIOT B COCOMHEHHE D2 myTeM IOCIIeZOBAaTEIHFHOTO OCYIIECTBICHHS KOHICHCAIMH/IINKIH3AIAN
sequence B MPHUCYTCTBUY THIpa3WHa B MOIXOAIIEM pacTBOpHUTENe (TakOM Kak dTaHod U T.11.). Coenunenne D2
peoOpa3oBEIBAIOT B coeAnHEeHNE D3 myTeM 00paboTKH METHIPATHPYIOIIUM TIOTCHUPYIOIIUM areHTOM (TaKuM
kak POCIl; m 1.11.) ¢ mocneaytomieit 06paboTKO¥ OKHCIUTENeM (TaKUM KaK TAOKCUA MapraHma u T.1.). CoennHe-
Hue D3 npeoOpa3oBbiBatoT B coequHeHue D4 myTeM peakiuu HyKICO(PMIFHOTO 3aMEIICHHS C ICPBUYHBIM WA
BTOpUYHBIM aMuHOM miu ciipToM (BXH, rne X mpencrapnser coboit O, NH wim NRyy,, rie Ry, npeacrasmiser
coboii Cy_4aJIKiI) B IPUCYTCTBHUH ITOJXOSIIETO OCHOBaHUS (Takoro kak E;N u T.IL.) B MOIXOASAIIEM pacTBOPH-
tene (takoMm kak DMF u T.1.). AnmpTepHatuBHO, coenuueHne D3 mpeoOpa3oBeIBalOT B coenauHeHue D4 yepes
PCaKIMIO MMEPEKPECTHOTO COUYCTAHMS C IEPBUIHBIM AMUHOM WIJIA BTOPUYHBIM aMHHOM HJIH CIIUPTOM B MPHUCYTCT-
BUU TOAXOJAIIETO Kartanm3atopa (takoro kak RuPhos Pd G2 u T.1.) U ocHOBaHUS (Takoro Kak TPeT-OyTOKCHI
HATpHA | T.I1.) B MIOAXOMAIIEM PacTBOpPHUTENE, TakoM Kak 1,4-muokcad u T.11.). Coeauaenne D4 npeoOpa3oBhiBa-
0T B coeauHeHne D5 myrtem peaknuu coderanusi Cy3ykKH ¢ apwiI- WIH TETEPOapHIIOOPOHOBOM KUCIOTON (WIIH
MTUHAKOJIOBBIM 3(pupoM OOpOHOBOH KHCJIOTHI) B MPUCYTCTBUHU Katanm3aTopa (takoro kak Pd(dppf)Cl, u T.m.) u
OCHOBaHHs (Takoro kak BoaHBIH pactBop K,CO; U T.11.) B HOAXOASAIIEM pacTBopuTeie (TakoM Kak 1,4-nuokcan
W T.I.). AIbTepHATHBHO, coeanHeHne D4 mpeoOpa3oBBHIBAIOT B cOeAWMHEHHE D5 myTeM peakiuu codeTaHus
Cruie ¢ apui- WiIH TeTepoapriI-CTAHHAHOM B MPUCYTCTBHH Karanu3aropa (Takoro kak Pdy(dba); m T.1m.), nwm-
rarna (tTakoro kak X-Phos u 1.11.) u ocHoBaHwus (Takoro kak CsF u T.1.) B moaxosimeM pacTBoputelne (TakoM
Kak 1,4-1MOKcaH M T.1.). AJBTEPHATHBHO, coequHeHne D4 mpeoOpaszoBbiBaroT B coenuHenue DS mytem oOpa-
OOTKH HMHAKOJIATOJUO0pOM U OCHOBaHMEM (TakuM kKak KOAC u T.11.) B IPUCYTCTBUM KaTaau3aTopa (Takoro Kak
Pd(dppf)Cl, u T.11.) B mogxonsmieM pacTBopuTene (TakoM Kak 1,4-THOKCaH U T.I1.), ¢ OCICIYIONUM T00aBICHH-
€M apwii- WIK reTepoapui-raioreHuaa. ANbTepHATHBHO, coequHeHrne D4 mpeoOpa3oBeIBaOT B coenuHeHne DS
MyTeM peakIuy codeTaHus byxBaipma-XapTBura ¢ reTepoapwioM WM aMHHOM B MPUCYTCTBHH KaTajm3aTropa
(Taxoro xak Pd,(dba); u 1.11.), muranna (takoro kak tBuX-Phos u T.11.) 1 ocHoBaHus (Takoro kak K;PO4 u 1.11.) B
MOIXOJIAIIEM pacTBOpHTENe (TakoM Kak 1,4-grokcad u T.11.). CoennHenne DS nmpeoOpa3oBBIBAIOT B COSTUHEHUE
D6 mytem 06pabOTKH ¢ MCHOIB30BAaHUEM YCIIOBHH, MOIXOMAIINX AN yOAJICHHS 3aIllUTHBIX TPYMIT (TaKHX Kak
HCI B nuokcane st MOM 3alUTHOM TPYIITIBI) B IOJIXOAIIEM PACTBOPUTENE (TAKOM KaK TUOKCAH | T.I1.).

KonkpeTrHBIe MPpUMEpH! CHHTE3A.

s 6onee moapoOHOTO OMHCAHUS M JIYYIIEro NOHUMAHHUS CICAYIOUINE HEOTPaHUYUBAIOIINE MPUMEPHI
mpeJIaratoTes s 0ojiee MOTHON WILTIOCTpAaIMd 00beMa OMMCAHHBIX COCAWHCHHU, U OHU HE JOJDKHBI TOJKO-
BaThCsl KAK KOHKPETHO OTpaHUYMBAIONINE UX 00beM. Takue BapualMy COCIMHCHUM, OMMCAHHBIX B HACTOSIICH
3asiBKE, KOTOPBIC B HACTOSIIEE BPEMsl MOTYT OBITh M3BECTHBI HIT MOTYT OBITH Pa3pa0OTaHbI TO3XKE, YTO JOIKHO
OBITH B MpeeNiaX KOMICTCHITUH CIICIIHAIICTA B TAHHOW 00JIACTH, CYMTAIOTCS BXOSIIAMU B 00bEM COCIUHCHHUIA,
OIMCAHHBIX B IAHHOM pa3ielic U 3asABJICHHBIX Jaiee. ITH MPUMEPHl IILTIOCTPUPYIOT MOTYYCHUE HEKOTOPBIX CO-
eanHeHnd. CrienHaNnCThl B TaHHON 00JIaCTH MOMMYT, YTO METOAUKH, ONMMCAHHBIE B 3TUX NMPUMepax, MPeaCcTaB-
JSIFOT COOOH METOJIMKH, U3BECTHBIC CPEIHNUM CIICIIHANIICTaM B JAHHOW O0JIACTH TEXHHKH, KOTOPBIE XOPOIIO pa-
00TaroT Ha MPAaKTUKE W KaK TaKOBBIE COCTABIIAIOT MPEANOYTUTEIBHBIE CIIOCOOBI sl MX mpuMeHeHus. OmgHako
CIIeIyeT MPHHATH BO BHAMAHHE, YTO CIICIHAJICTHI B JAHHOH 00JacTH TEXHHWKH TOJDKHBI, B CBETEC HACTOSIIETO
PaCKpBITHS, YYUTHIBATh, YTO MHOTHE M3MECHEHHUS MOTYT OBITh BHECEHBI B KOHKPETHBIE PAaCKPBITHIC CIOCOOBI ¢
MOJYYCHUEM IMPH 3TOM TAKOTO K€ WM aHAJIOTHYHOTO pe3yyibraTa 0e3 OTKIIOHEHHUS OT CYIIHOCTU M 00bheMa Ha-
CTOSIIETO OMUCAHHUS.
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I[MomMuMO ClTeAYIOMKX TPUMEPOB BOILIONMICHHBIX COCAMHEHUH, €M HEe YKa3aHO WHOE, BCE YHCIA, BHIpa-
JKAFOIIUE KOJIMYECTBA MHTPEIUCHTOB, YCIOBUS PEaKIUH, SKCIICPUMEHTAIbHBIC TAHHBIC U T.1., UCIOJIb3YEMEIC B
OTIMCaHNUU 1 (HOpMYIIe H300peTeHHs, ClIeIyeT MOHNMATh KaKk MOAU(UITNPOBaHHEIE TepMUHOM "oKoI0". CoOTBET-
CTBEHHO, BCE TAKHE YHCIIA NPECTABISIOT CO00I MPHOIMKEHHs, KOTOPBIE MOTYT BapbHUPOBATHCSl B 3aBUCHMOCTH
OT KEJNaeMbIX CBOIMCTB, KOTOPbIE CTPEMSTCS MOJYYUTh MPU HOMOIIN PEaKIMU WM B PE3yJbTaTe MEPEMEHHBIX
IKCIEPUMEHTANBHBIX ycioBuid. [103TOMY B Tpenenax 0XHIaeMOr0 JUara3oHa 3KCIEPUMEHTATIbHONW BOCIPOU3-
BOJIMMOCTH TEPMHUH "OKOJIO" B KOHTEKCTE MOJYYEHHBIX JaHHBIX OTHOCUTCS K IUANa30Hy MPEICTABICHHBIX JaH-
HBIX, KOTOPBI MOXET BapbUPOBATHCS B 3aBUCHMOCTH OT CTAHIAPTHOTO OTKIIOHEHHs OT cpenHero. Kpome toro,
JUTSL TIPE/ICTABIICHHBIX 3KCIIEPUMEHTABHBIX PE3YJIbTATOB IOTYYCHHBIC JTAHHBIC MOTYT OBITh OKPYTJICHBI B 0OJIb-
IIYIO WK MCHBIIYIO CTOPOHY JUIS €AMHOOOPA3HOTO MPEJCTABICHUS JaHHBIX Oe3 morepu 3HaYMMBIX Iudp. 1o
KpaifHel Mepe, a He KaK IOIBITKA OTPAHWYHUTh MPUMEHECHUE JOKTPHUHBI SKBUBAJIICHTOB 00HEMOM (POPMYIIBI U30-
OpeTeHuUs, KX bl YHCIOBOM MapaMeTp CICAYST PacCMAaTpPUBATh B CBETE KOJIMYECTBA 3HAYAINUX IH(P U METO-
JIOB OKPYTJICHUS, HCIIOJh3yEMBIX CIICIIHATUCTAMH B TAHHOM 00IacTu.

B To BpeMs Kak YHCIOBBIC AUATIA30HBI U MapaMETPhI, OMPEACIIIONNE ITUPOKHA 00hEM HACTOSIIETO OIH-
CaHusl, ABJSIOTCS NPUONU3UTEIbHBIMHU, YUCICHHBIC 3HAYCHUS, TIPE/ICTABICHHbBIC B MPUMEPaXx, U3JI0)KEHHBIX HHU-
e, yKazaHbl ¢ MAaKCHUMallbHO BO3MOXHOW TOYHOCTBI0. OJTHAKO JTF000E YHMCIIOBOE 3HAYEHHE TI0 CBOCH CYTH CO-
JICPIKUT OIIPEACICHHbBIE OLIMOKH, 0053aTeNIbHO SBJISIOLIMECS PE3YJIbTATOM CTAaHIAPTHOTO OTKIOHEHHs, OOHApY-
JKEHHOTO B COOTBETCTBYIOIINX UCIIBITATENIbHBIX U3MEPECHUSIX.

Hcxo/Hbie BelecTBa, UCIOIb3yeMble B MPEACTABICHHBIX IPUMEPAx, SBISIOTCS KOMMEPYECKH AOCTYITHbI-
MH WJIH MOTYT OBITh MOJYY€HBI B COOTBETCTBHH CO CIIOCO0AMH, M3BECTHBIMU CIIELUAINCTAM B JAHHOW 00NacTy,
WA MOTYT OBITh TIOJTYYEHBI C HCIIOJIh30BAHUEM MPOLEAYP, PACKPHITEHIX B HACTOSIICH 3asBKE.
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IIpumeps! coequHeHni
Kak ncnonbe3yercs BbIllle M Jlajee B HACTOSIIEM OINMCaHUH, clenylolye ab0peBHaTyphl, €cld HE YKa3aHo
MHOE, CIIeyeT TOHUMATh KaK MMEIOIINE CIEAYIOIUe 3HAUCHHUS:

AGOpeBHATYPBI 3HaueHne

A HarpeBaHue (XUMUS) WK aejenus (OGHonorus)
AcOH nmn HOAc VKCYCHasi KHCJIOTa

Ar aproH

ACN wm CH;CN ALIETOHUTPUI

BOJIH. BOJIHBIN

aT™ atMmoctepa(atMochepsr)
BBr; Tpubpomuzg bopa

B,pin, 6uc(mMHaKoNaTo)ANoOp

Boc TpeT-0y TOKCH-KapOOHMIT
t-Bu TpeT-Oy THJI

-BuOK wmn KOtBu  Tper-OyTokcun kamms
BuOH wmu n-BuOH  #-OytaHon

°C rpanycsl Llenbcus
Celite® unu Celite IHMATOMOBAs 3EMJIsL
I/q/49ac/mMun/cex neHb(1)/9ac(1)/muHy Ta(MUH)/ceKy Haa(cekK)

DCM wunu CH,Cl, UXJIOPMETaH

DMF numeTmihopmaMus

DMSO JMUMETUJIICY TbGOKCHIT

EtOAc STUNALETAT

EtOH 3TaHOJ

Et,O JIUSTHIIOBBIH 3 Up

9KB. SKBHBAJICHTHI

H, BOZIOPOI

HBr O6poMHCTOBOIOPOIHAS KHCIOTA
HCI XJIOPUCTOBOAOPOIHAST KHCIIOTA
H,S0O, CepHast KUCJIOT

K,CO; KapOOHAT KasTHst

KOAc aleraTt KaJust

KOH TUPOKCHU]T Kanus

KX/MC, KXMC umn XKuakocTHast Xxpomatorpadus/Macc-CrieKTpOCKOIHS

KX-MC

LiO#-Bu TpeT-Oy TOKCHUA JTUTHS

LiOH THIOPOKCHT JIUTHS

mCPBA METa-XJIOPIIEPOKCUOEH30MHAST KICIIOTa
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MeOH
MeSO;H
MgSO,
M
MOM
MS

NH,CI

NH;OAc

Na,CO;

NaH

NaHCOs5

NaOH

Na, SO,

N,

NH,CI

NMP

SAMP

Pd

Pd/C

Pd,(dba);
Pd(dppf)Cl, WITH
Pd(dppf)Cl,-CH,Cl,
PhMe

¢/ mrotim?

QPhos

Rt unu rt

S-Phos, SPhos wmn
Sphos

S-Phos G,

TBAF

TBS

TEA, Et;N umu NEt;
Tf

TFA

THF

THP

TIPS

TCX

CBOXX

046152

METaHOI
METaHCYJIb(pOHOBAs KHCIOTa

cynb(haT MarHus

MUJUTHIIATP

METOKCHUMETUIT

Macc-cnexTpockonus

TPUITHUIIAMHUH

XJIOPUZ AMMOHHS

areTaT aMMOHHSI

KapOoHaT HaTpus

THAPUI HATPUSI

OukapOoHAT HATPU

TUAPOKCUA HATPHS

cyabdaT HaTpus

a3oT

XJIOpU aMMOHUA

N-MeTHITHPPOIHACH

SlnepHBIl MATHUTHBIN PE30HAHC

nannaguit

najulaguil Ha yriaepoae

Tpuc(nubeHzwinaeHaleToH) aunamuianui(0)
[1,1'-6uc(mudenundochuno)depporiet | nuxnopramanuii(Il),
KOMIUTEKC C IUXIJIOPMETAHOM

TOIyOJl

naBneHue B (yHTaxX Ha KBaIPATHBIN AIOWM
1,2,3,4,5-nenradenun-1'-(au-mpem-6yrundochuno)dpeppouen
KOMHATHas TeMIIepaTypa

2-puumkiorekcundpochuuo-2',6'-numeTokcudud e

xyop(2-nuuuknorekcuidocduno-2',6'-numerokcu-1,1'-6udernn)(2'-

amuHo- 1, 1'-Oudennn-2-un) namaanii(1l)

TeTpabyTHnaMMoHui GTopun

TpeT-0y THIAUME TUIICHITHIT

TPUITUIIAMUH

TpudTopmMeTaHcyTbGOHNUT UK Tpudaat
TpuPTOPYKCYCHAS KHCIIOTA
TeTparuapodypaH
TeTParuapONUPaHUIT
TPHUU3OMPOIMUICHIIAH
TOHKOCJIOIHAs XpoMaTorpadust

cBepXBhICOKO3(pPeKTuBHAS JKUIKOCTHASI XpoMaTorpadus
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[Monyuenne ucxoxnoro BemiecTBa: 4-(3-(MeTokcumeTokcn)-4-(4,4,5,5-rerpamerni-1,3,2-anokcabopoiaH-
2-nm)penunn)-1-(rerparunpo-2H-nmupan-2-nmn)-1H-nupazon
MOMO

i gr MOMO, o
BN OH coagms 1 OMOM  Cragmua 2 . Cramna 3 \B \[?]
| B — = < —_— ( N
Z \ c THP
| I

N
_ N
=/ THP

Cranus 1. 2-bpom-5-noadenon (54,9 r, 184 mmoins) pacteopsutt B DMF (240 mut) mpu 0°C. Jlo6aBinsumu 1o
KarusiM Tpet-nieHToken Hatpus (2,5 M B THF, 90 mu, 230 mmons). Cmech nepememuBany npu 0°C B TeyeHue
15 muH mocne 3aBepuieHus no0aBieHUsA. J[00aBiIsAaM MO KarusIM XJIOPMETHI METHJOBBIA 3¢up (18 wmur,
225 mmonp) B Teuenrne 30 muH. CMech HAarpeBalid O TEMIIEPATyPhl OKPYXKAIOIIeH cpeapl U MepeMennBaIn B
teuenne 16 4. Cmech pazdasmsum 1,5 1 H,O n was sxcrparupoBaiu B 2x400 man EtOAc. O0benHeHHBIE opra-
Hudeckue ciou nmpombiBan 300 mi H,O u 3aTeM HACHIIIEHHBIM COJIEBBIM pacTBOpoM. OpraHMYeCcKUil CIIOH Cy-
v Hag MgSQOy, GUIbTpoBa M M KOHIICHTPUPOBAIN B BakyyMe. OCTaTOK MPOMBIBAIIN Yepe3 MPOOKY U3 CHIIH-
Karens ¢ ucnonszoBanueM 0-10% CH,Cl, B rekcane ¢ nomydenueM 1-06pom-4-moa-2-(METOKCUMETOKCH)OeH30I1a
(611, 97%) B BUIE TPO3PAYHON JKUIKOCTH.

'H aMP (areton-dg): 6 7,56 (m, J=2 I'n, 1H), 7,38 (m, J=8T'u, 1H), 7,33 (ox, J=8 I'n, 2 ', 1H), 5,35 (c,
2H), 3,50 (c, 3H).

Cranus 2. 1-bpom-4-noz-2-(metokcumeTokcrn)oen3on (49 r, 143 mmons), 1-(terparuapo-2H-mpan-2-wn)-
4-(4,4,5,5-rerpamernn-1,3,2-nuokcaboponan-2-un)-1H-nmupazon (48,4 r, 174 mmomns), agmykr Pd(dppf)Cl,-
muxinopmerad (3,1 T, 3,6 MMons), nuokcan (500 mir) u Bogueri pactBop K,CO; (1M, 350 mi, 350 MMoib) Ha-
rpeasi ipu 90°C B Teuenue 2 4. PeakimonHyio cMech 3aTeM pacnpenensian mexay H,O u EtOAc. Oprannde-
ckuii cioit cymmmu Hax MgSO,4, GUIBTpOBaIM M KOHIEHTPUPOBAIM B BakyyMme. OCTaTOK OYHMINAIN XPOMATO-
rpadueil Ha cunukaresne, amoupys ¢ rpagueHToM EtOAc/rexcan (20-50% EtOAc), ¢ mocnenyromum pacTHpaHu-
€M B TIOPOIIIOK ¢ TEKCAHOM, ¢ MmoydeHueM 4-(4-6pom-3-(MeTokcumeTokcH )pernmn)-1-(terparuapo-2H-nmpan-2-
nn)-1H-mpasona (40,4 T, 77% BBIXOM) B BU/IE HE COBCEM OEIIOT0 TBEPAOTO BEIIECTBRA.

'H SIMP (aneron-d): 8 8,22 (c, 1H), 7,88 (c, 1H), 7,55 (1, J=8,5 I'n, 1H), 7,47 (1, J=2 T, 1H), 7,23 (ax,
J=8,5 T, 2 'y, 1H), 5,44 (an, J=9,5 T'y, 2,5 I', 1H), 5,38 (¢, 2H), 4,01 (m, 1H), 3,72 (m, 1H), 3,51 (c, 3H), 2,1-
2,23 (m, 1H), 2,0-2,1 (m, 2H), 1,7-1,8 (M, 1H), 1,6-1,7 (M, 2H).

Cranus 3. KonOy, conepxaryro anerar kainus (22 r, 224 mMois), BakyymupoBainu ipu 180°C B Tedenue
2 49 ¥ 3aTeM 3anoJHsuH aproHom. Jlo6asmsum 4-(4-6pom-3-(MeTokcuMeToKCH ) peHm)- 1 -(TeTparuapo-2H-mupan-
2-un)-1H-mmpazon (20 1, 54,5 mmoms), amaykr Pd(dppf)Cl,-muxmopmeran (1,22 1, 1,47 mmonn), Owc-
(rmmuakonaTo)aubop (20,8 r, 81,9 Mmonb) n Oe3BoaHEIH TosTyost (200 mir). DTy cMmech HarpeBanu npu 110°C B
TeueHne 48 4. Ilocne oxmaxkaeHHs cMech (PUIBTPOBAIHM YEpe3 LENUT C MOCICAYIOmEH MPOMBIBKON MPOCTHIM
a¢upoM. OUIbTpaT KOHIEHTPUPOBAIHN B BaKyyMe, CHOBA PacTBOPSIIM B MPOCTOM 3(Hpe U CHOBa (QHILTPOBAIN
Yyepe3 LEeNUT JUIsl yaalleHns TBEpAbIX puMeceil. OuncTka xpomarorpadueil Ha CHIIMKarese IMpy dJIIOUPOBAHHUN C
rpaguenToM EtOAc/rekcan (20-50% EtOAc) naBana 12 r HEOUHIIEHHOTO YKa3aHHOTO B 3arojOBKE IPOAYKTA.
Heounmennoe BemiectBo pactBopsu B 100 mur mpocroro 3¢upa u cHOBa pombiBasK 2x1,5 1 pa3baBIeHHOTO
BogHoro pactBopa NaHCO;. D¢upHbIi c10if mpoMbIBaIM HACHILICHHBIM COJIEBBIM PAacTBOPOM, CYIIMIN Haj
MgSO, n ¢pusTpoBain. OUIIBTPaT KOHIEHTPUPOBAIN C TOJyYCHUEM CTEKJIOBHAHOTO MOJIYTBEPIOTO BEIIECTBA.
OTO BEIIECTBO pACTHpaJM B IOPOWIOK C TeKCaHOM ¢ mnoiydeHneM 4-(3-(meroxcumerokcn)-4-(4,4,5,5-
TerpameTui-1,3,2-mnokcadboponan-2-wmn)penmn)- 1 -(terparuapo-2H-mupan-2-un)-1H-mupazona B Bume Oenoro
KpHCTauTuecKoro TBepaoro BemecTra (7,05 T, 32% BoIxoxn).

'H SIMP (aneron-d): 8 8,24 (c, 1H), 7,90 (c, 1H), 7,65 (n, J=8 I'u, 1H), 7,33 (n, J=1,5 T'n, 1H), 7,29 (ax,
J=8T'ny, 1,5 'y, 1H), 5,45 (mx, J=10 I'y, 2,5 Ty, 1H), 5,25 (c, 2H), 4,01 (M, 1H), 3,69-3,74 (m, 1H), 3,52 (¢, 3H),
2,15-2,2 (m, 1H), 2,0-2,1 (m, 2H), 1,7-1,8 (M, 1H), 1,6-1,68 (M, 2H), 1,35 (c, 12H).
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C UCIOIb30BaHUEM ONUCAHHOU npoueaypbl MOKHO NOJTYUYUTh L[OHOHHI/ITGHLHLIﬁ COCIUHCHN A, OIIMCaHHBIC
B HaCTO?[HIeﬁ 3asBKEC, HCIIOJB3YsS NOAXOAAIICEC MCXOAHOC BCIICCTBO, MOAXOAAINC PCArCHTBI U PCAKIIMOHHBIC
yCi10BuHsA, C TIOJTYYCHHUEM COC,Z[HHCHHﬁ, TaKHUX KaK COCOANHCHUAA, BBI6paHHBIe n3:

CrpykTypa JanHbie

ONO MS m/z 345,5 [M+H]*; 'H SIMP (meranon-d,) 8: 7,94-8,03
io\B {}C,}, (M, 1H), 7,84 (¢, 1H), 7,64 (mmp.n, J=7,6 T', 1H), 7,25 (c,

g = N 1H), 7,20 (z, J=7,3 Ty, 1H), 5,25 (c, 2H), 3,81-3,98 (m, 3H),
3,53 (c, 3H), 1,36 (c, 12H)

S

MOMO MS m/z 348,5 [M+H]"; 'H SIMP (meranon-d,) &: 8,00 (c,
iO\B @_Cm 1H), 7,85 (c, 1H), 7,64 (mup.x, J=7,6 Tu, 1H), 7,26 (c, 1H),
“To = N\CDB 7,22 (n, J=7,6 T, 1H), 5,26 (c, 2H), 4,86 (c, 3H), 1,37 (c,
12H)

MS m/z 349,2 [M-THP+H]*

—0
o )y 0

B 4 ]/ MS m/z 316,6 [M+H]*
(o] = N

[Monyuenne ucxoxnoro BemiectBa: 1-(3-(MeTokcnmerokcn)-4-(4,4,5,5-rerpamerni-1,3,2-anokcabopoiaHn-
2-un)penwn)-4-metmi- 1 H-umuaazon

r_;N =N
: N N j‘ Cragus 2 NJ/;,/)\

N r; N Cragns 1
Br HN-/ Br 0.

B ;
OMOM OMOM >§r6 OMOM

Craaus 1. BrIcynIeHHBIH B TeYH COCY] CHAOXKaJId MarHUTHOW MEIIAKOM M 3arpykaiu B Hero 1-0pom-4-
non-2-(metokcumerokcn)oenson (0,7 r, 2,0 mmons), 4-metwin-1H-umunazon (0,2 T, 2,4 MMoib), okeun Meau(1)
(0,015 r, 0,1 mmoup), camumunanbaokcum (0,057 r, 0,43 mmons) u kapooHnat nesus (1,35 T, 4,1 mmons). Peak-
IIHOHHYIO CMECH TPOTYBAIHM apTOHOM, J00ABIISUIA alleTOHUTPUI (6 MIT) H PEaKIMOHHYIO CMECh TIepeMEITHBAIN
npu 50°C B teueHue 24 4. PeaknnoHHY0 cMech pa30aBisuIM BOAOM M 3aTeM DKCTPAarvpoBald MPH ITOMOIIH
CH,Cl,. Opraanyeckuii cioi IpOMBIBIN BOJOH, cymmm Hax MgSO,, GUabTpoBaIH U KOHIIEHTPUPOBAIN TPH
TIOHI)KEHHOM JaBlieHHH. HeounenHoe Maciio O4rIIaii XxpoMarorpadueii Ha CHIIMKarese, dIoupys C TpaJucH-
tom MeOH/CH,Cl, (0-15% MeOH), ¢ mnomydenuem 1-(4-6pom-3-(MeTokcuMeTokcn)pernn)-4-metmi-1H-
umunasona (0,38 r, 1,28 mmons, 60%). MS m/z 297,1, 299,1 [M+H]".

Cranus 2. BeICylIeHHBIH B IeYn cOCY CHa0XKalu MarHUTHOW MEIIAIKOW | 3arpyaiu B Hero 1-(4-Opom-
3-(meTokcuMeTokcH)pennn)-4-metmin-1H-umunazon (0,19 r, 0,64 mmons), Ouc-(muHakonaro)andop (0,25 T,
0,98 mmomb), [1,1'-0uc-(mudernndochuno)depporneH|nuxnopnamiaauii(Il) (0,06 r, 0,07 MMoib) U ameTar Ka-
mas (0,19 r, 1,94 MMonb) 1 ipoayBanu aproHoM. JloOaBisumm 1uokcaH (5 MiT) M peakIMOHHYIO CMECh IepemMe-
muBayn 1ipu 90°C B Tedenue 2 4. HeounieHHy0 cMech OYHIIaNy XpoMaTorpadueii Ha CHIIMKareie, dIIOUpPYs C
rpaguentoM MeOH/CH,Cl, (0-10% MeOH) ¢ monyuenuem 1-(3-(Merokcumerokcu)-4-(4,4,5,5-Terpameru-
1,3,2-nmokcaboponan-2-mr)dennn)-4-metun- 1 H-umunazona (0,11 r, 0,32 mmons, 50%). MS m/z 345,2 [M+H]'".

C HCII0JIB30BaHUEM ONFCAHHOU MPOIEAYPHI MOXKHO MOIYYUThH JOTONHUTEIBHBIC COCTMHECHNS, OIMCAaHHbIC
B HACTOSIIECH 3asBKe, UCTIONB3YS MOIXOJAIICE MCXOJHOE BEIISCTBO, MOIXOMISIIINE PEareHTHl U PeaKIMOHHBIE
YCIIOBHS, C ITOJTyYCHUEM COSAMHEHHH, TAKIX KaK COSANHCHIS, BEIOpAaHHBIE 3!

CTpykrypa JaHHble
0‘
j B
o N MS m/z 349,4 [M+H]*
MOMO \:<
F
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Iomyyenne wcxomHoro BemiecTBa: 3-[2,3-nuMmerokcu-4-(4,4,5,5-terpamerui-1,3,2-arokcadboponan-2-
win)denun)-1-MeTumupason

| !

: j:o N-p~
Crapus 1 Crapms 2 ‘BAQ_U
— E—— ; =
| o] I o (o]
| o o)
N/

|
oL (o]

/
N-N
Y

~

Cramus 1. B 25-mn xpymiofoHHy0 KoyOy 3arpyxkamu 1,4-muwmon-2,3-aumerokcnbenson (460 wr,
1,17 mmoms), 1-metun-3-(4,4,5,5-rerpametni-1,3,2-nmuokcaboponan-2-mn)-111-mupazon (180 mr, 0,87 MMonb),
koMmIuiekc  1,1'-6uc-(mudennndocduno)dpepponen-nammaaui(ll)muxmopuna ¢ guximopmeranom (80  wr,
0,10 mmoms), kapbonar kayms (360 mr, 2,60 MmMois), Boay (9,4 mu) u 1,4-muokcan (9,4 MiI) U PEaKIMOHHYIO
cMmech nipoayBanu N, B redenne 15 muH. CMech 3ateM HarpeBainu npu 80°C B TeueHue 2 4. PeakImoHHYIO CMeCh
OXJIaXJIAIH, KOHIICHTPUPOBAIM W OYMINAIA XpoMaTorpadueil Ha CHIIMKAarele, JIIOHPYS C TPAJAUCHTOM
EtOAc/rexcan (30-100% EtOAc), ¢ momyuenuem 3-(4-uon-2,3-gumerokcudenmn)-1-metunmupasona (104 wmr,
35% Bexon). MS m/z 345,0 [M+H]".

Cramust 2. B npoOHpKy ¢ 3aBHHUYMBAIOLICHCS KPBIIIKOH 3arpyxamm 3-(4-non-2,3-aumetoxcudeHun)-1-
MeTmanupaszon (48 mr, 0,14 mmorns), Ouc-(muHakonato)aubop (0,04 M, 0,30 Mmons), Tpudtmnamud (0,05 mur,
0,40 mmoib) 1 1,4-mrokcan (0,3 MiT) 1 BepXHee MPOCTPAaHCTBO MPOTyBaIN ra3000pa3HeiM N, B Teuenue 30 MuH.
3arem mobasisum amerat namaausa(Il) (1,80 mr, 0,008 mmons) u 2-(muiukinorekcundocduno)ondennn (5,2 mr,
0,02 MMoIIB) M peakIOHHYI0 cMech nepemennBany npu 80°C B TeyeHne 14. PeaknnoHHyI0 cMech OXJaXKAaiH,
KOHIICHTPUPOBAJIM W OYHWIIAIN XpomaTorpadueld Ha cuimkarene, smoupys ¢ rpamgueHTom EtOAc/rexcan (0-
100% EtOAc), ¢ momyuerneM 3-[2,3-mumeroxcu-4-(4,4,5,5-retpamerni-1,3,2-nnoxcaboponan-2-mum)perni]-1-
MeTIHpasona (45 mr, 94% Beixox). MS m/z 345.2 [M+H]'.

IMomydyenne wucxomHoro BemectBa: 4-[3,5-/lumeroxcu-4-(4,4,5,5-terpamerni-1,3,2-nrokcabopoian-2-
nn)pennn |- 1-terparuaponupan-2-ui-mupasos

=N =N
HO Br HO 2 NTTHP HO o NTTHP
\Q/ Cranus 1 Cramus 2
i sl S, - |
OH OH OH

N

N =%
o < N-THP

o N-THP
ramit 3 /o R Cramgus 4 -

/0 -

Cragus 1. B kpyriomonHyro koiOy 3arpyxamu S-OpomOen3on-1,3-mmon (600 mr, 3,02 mmoms) 1-
(rerparunpo-2h-nupan-2-un)-4-(4,4,5,5 -rerpameTni-1,3,2-quokcaboponan-2-nin)-lh-mupazon (1,4 1,
4,8 MMmonb), xiop(2-gunukinorekcuiadocduno-2',6'-mumerokcu-1,1"-6ndpennn)[2-(2'-amuno-1,1'-6ndpennn) nan-
nagui(IT) (220 mr, 0,302 mmons), kapOonat kamus (1,3 1, 9,4 Mmoib), 1,4-auokcan (36 mur) u Boxy (36 M) u
PEaKIMOHHYIO0 cMech mpoayBayd N, B TedeHue 15 mun. CMech nepemermBany npu 80°C B Teuenue 1 4. Peak-
IIHOHHYIO CMECh OXJIQXKIaJIH, KOHIEHTPUPOBAIM M OYHMILAIN XpoMarorpaduell Ha CHIIMKarele, 3JII0upys ¢ rpa-
mueatom MeOH/CH,Cl, (0 mo 30% MeOH), ¢ monydenuem 5-(1-TeTparuaponupas-2-minupa3oi-4-mi)0eH307-
1,3-nuoma (600 mr, 77% Beixox). MS m/z 261,1 [M+H]'".

Cramus 2. PactBop 5-(1-terparumpormpan-2-unmmpazon-4-mi)oen3on-1,3-auona (600 mr, 2,31 MMoIb) B arero-
autpmte (4 mur) oxnaxaam 1o 0°C. o6asmsu N-Honcykumaumvun (520 mr, 2,31 MMOJB) B PEaKIMOHHYIO CMECh Tie-
pemenuBamm nipu 0°C B TedeHre 5 MUH. Peakiiito raciimm HaCHIMCHHBIM BOJHBIM PAcTBOPOM THOCYJb(dara HaTpus U
IKCTParupoOBATN UXJIOpMeTaHOM. OpraHIYecKHid CJION CYIIVIM, KOHIICHTPHPOBAIA M OUYMIIAINA XpoMaTorpadueii Ha
crmmmkarerne, amoupyst ¢ MeOH/CH,Cl, rpamguentom (0 1o 30% MeOH), ¢ momy4enuem 2-nox-5-(1-rerparuaponmpan-
2-mnmupazon-4-um)6erson-1,3-mmomna (800 mr, 90% Bexox). MS m/z 387,1 [M+H]".

Cramus 3. B xpyriiofoHHYIO KOJIOY 3arpykaimu 2-uoj-5-(1-teTparuaponupan-2-mimupa3od-4-min)0eH301-
1,3-mmoit (400 mr, 1,04 mmods), moametan (0,14 mi, 2,2 Mmons), kapbonat kamus (310 mr, 2,24 MMoJIb) 1 arie-
ToH (3,3 M) 1 cMech HarpeBasn Tipu 50°C B Teuenne 12 4. PeakIMoHHYI0 CMeCh OXJIaX T, KOHIICHTPUPOBAIH
W OYHIIAIHN Xpomartorpadueil Ha cuimkareine, amonpys ¢ rpagueHToM EtOAc/rekcan (30-100% EtOAc), ¢ mo-
aydeHueM 4-(4-uon-3,5-mumerokcudenun)-1-retparuaponupan-2-mi-nupasona (300 mr, 0,72 mmons, 70% BbHI-
xom). MS m/z 415,1 [M+H]".

Cranus 4. B xpyriiononHyto konOy 3arpyxanu 4-(4-uoa-3,5-numerokcudennn)- 1 -rerparuiponupad-2-mi-
mupason (50 wmr, 0,12 Mmomb), Ouc-(murakonaro)aubop (0,04 mu, 0,3 mmons), TpwdTHiaamuH (0,05 M,

-104 -



046152

0,4 mmorb) u 1,4-muokcan (0,3 Mi1) ¥ peakIMOHHYIO cMech npoxyBanu N, B TedyeHue 15 MuH. 3aTteM 100aBIAIH
1,4-nnokcan (0,3 mu) u 2-(nuuukiorexkcuindocduno)ondpennn (4,5 mr, 0,013 MMoib), pacTBOpeHHBIH B 1,4-
muokcane (0,3 mir), u peakMoHHYI0 cMech HarpeBainu mpu 90°C B Teuenue 12 4. Cmech oxnaxaaay, KOHIECH-
TPUPOBAJIM M OYMIIAIK Xpomarorpaduedl Ha cuimkarene, amoupys ¢ rpagueHToM EtOAc/rexcan (0-100%
EtOAc), ¢ moxydenuem  4-[3,5-mumertokcu-4-(4,4,5,5-rerpamerni-1,3,2-nuokcaboponan-2-mi)henun]-1-
TeTparuAponupan-2-mwi-nupaszona (50 mr, 99% seixon). MS m/z 415,4 [M+H]".

[Monmydyenne wucxomHOro BemecTBa: 2-[4-xi0p-3-pTop-2-(MeTokcuMeToKcH)permn|-4,4,5,5-TreTpameTi-
1,3,2-nrokcaboposian

Br%\\z/\FCI Cram= 1 Br4<<=/>—CI Cramz 2 O\B ( —cl
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Cramus 1. 6-bpom-3-x0p-2-dTop-peron (900 mr, 4,0 mmoinb) pactBopsiii B DMF (4,5 mur) ipu 0°C. Jlo-
0aBIsUIH 1O KaIIsIM TpeT-nieHTokeu Hatpus (2,5 M B THF, 2 mu, 5,0 MMoutp), ¢ mocienyrommM 100aBIcHHEM
MO KaIuIsiM XJIOpPMETWJI MeTwioBoro 3gupa (405 mxi, 5,34 MMOJIb), ¥ PEaKIMOHHYIO CMECh IEPEMEIINBAIH B
TE€4eHUE HOYM IpU KOMHATHOM TeMmepatype. PeakimoHHyI0 cMech pacmpenensinu Mexay Bonoit u EtOAc. Op-
TAaHWYIECKHIA CIIOH MPOMBIBAIIM BOJOH M 3aT€M HACKHIICHHBIM COJIEBBIM pacTBOpOM. OpraHHYCCKUiA CII0H CYIIIH
Hag MgSO,, GuIbTpoBasId ¥ KOHIIEHTPUPOBAIN B BakyyMe. OCTaTOK OYHINAIN XpoMaTorpaduel Ha CHIIMKare-
ne, smoupys ¢ rpaaumeHToM EtOAc/rekcan (30-100% EtOAc), ¢ momydenuem 1-Gpom-4-xmop-3-pTop-2-
(metokcmmeTtoxcu)oenzona (1,01 r, 94% BBIX0M) B BUAE IPO3PAYHOTO MACIIA.

'H SIMP (aneron-de) 8: 7,50 (z, J=9 I'u, 1H), 7,28 (t, J=8 T, 1H), 5,26 (c, 2H), 3,62 (c, 3H).

Cramus 2. Cmech cyxoro KOAc (1,5 1, 15 mmons), 6uc-(murakonaro)aubopa (1,02 r, 4,02 MMonb),
Pd(dppf)CI1,-CH,Cl, (90 mr, 0,108 mmonb) u pactBopa 1-Opom-4-x10p-3-PTop-2-(METOKCHMETOKCH )OeH301a
(900 mr, 3,3 MMonb) B TOsTyoute (12 mut) mpoayBaiy aproHom B TedeHne 15 muH. Cmech HarpeBaym npu 110°C B
teuenne 16 4. [locne 3aBepiieHUs peakMOHHYIO cMech paszbaBmsumi EtOAc u QuimsTpoBamm depes IENHT.
OWIbTpaT KOHIICHTPUPOBAIH W OYHIIAINA XpoMaTorpadueii Ha cumkarene, amoupys ¢ MeOH/CH,Cl, rpaanen-
tom (0 o 5% MeOH), ¢ momyuenueM 2-[4-xmop-3-dprop-2-(MeTokcuMeToken)pernn]-4,4,5,5-TeTpameTr-
1,3,2-muokcaboponana (524 wmr, 47% BBIXOM) B BHJIIC CBETIO-OPAHKEBOTO Maca.

'H SIMP (aneron-de) &: 7,49 (x, J=8 ', 1H), 7,29 (r, J=7 'y, 1H), 5,16 (c, 2H), 3,58 (¢, 3H), 1,37 (c,
12H).

[Momy4yeHre MCXOTHOTO BeIeCTBa: 6-xmop-8-meTmnumuaasol 1,2-b|nupunazua
Br
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Cramus 1. Cmech 8-0pom-6-xmopumuzasol 1,2-b]mupunasuna (232 mr, 1,0 mmons), 2,4,4,5,5-ieHTaMeTHII-
1,3,2-muokcaboponana (142 mr, 1,0 mmods), Pd(dppf)Cl, (150 mr, 0,20 mmons) u K,CO; (285 mr, 2,1 MMoib) B
nmuokcane (5 mi) u Boge (1 M) mpoayBany aproHoMm B TedueHne 15 muH U HarpeBanu 1o 90°C B Teuenue 16 d.
Peakmnmonnyo cmech pa3dasiisiy Boao# (50 mur) u 3ateM skctparuposanu npu momomu CH,Cl, (3x30 mir). Op-
TaHUYECKHME CJIOW MPOMBIBAIHM HACBIIIEHHBIM COJIEBBIM pacTBOpoM (2x20 mu), cymmm Hax Na,SO, u 3ateMm
¢unpTpoBaNU U KOHIEHTpHUpoBaiIH. OCTaTOK OYHIAIN KOJIOHOYHOH XpoMmatorpadueil Ha CHITHKaresie, dMoupys
¢ MeOH/CH,Cl, rpamuentom (5 no 10% MeOH), ¢ noxydenuem 6-xmnop-8-metnnnmunasof 1,2-bjnupunazuna
(85 mr, 50% BrIX0OM). MS m/z 168,0, 170,0 [M+H]".

[MomyyeHne WCXOAHOTO BelIecTBa: 6-xmop-8-mertmwnumunasol1,2-bjnupunazua u  tper-oOytun  ((6-
xnopumunaso[ 1,2-bnupunaznn-8-nm)merun)kapbamar
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Cramust 1. PactBop 8-Opom-6-xmopummunaso[l,2-b|mupuaasuna (232 mr, 1,0 MMomb), AWIMAHOITMHKA
(150 mr, 1,2 mmons) 1 PA(PPhs), (240 mr, 0,2 mmons) B 6e3BogHoM DMF (4 Mur) HarpeBasii B MUKPOBOJTHOBOM
neun B TeueHue 45 muH npu 100°C. PeaknnoHHy0 cMeChb KOHLEHTPUPOBAIM M OYMINAIU IpENapaTUBHOU
B3>KX+C MoJydeHneM 6-xiop-8-mMetunumunasol 1,2-blmpunasuna (85 mr, 50% Beixom). MS m/z 178,9,181,1
[M+H]".

Cramuss 2. PactBop  6-xmop-8-metunumunaso[ 1,2-b]mupunazuna(80mr, 0,45 MMonb), AM-TpET-
Oyrunnukap6onara (147 mr, 0,67 mmons) u Ni (16 mr) B THF (5 M) mepemermmBany npu KOMHATHOR TemMIiepa-
Type B TeueHue 16 4. PeakumoHHyto cMech QUIBTPOBAIN M KOHIEHTpHpOBaIH. OCTaTOK OYMILAIH IperapaTHB-
Hot BOXX (10% MeOH B CH,Cl,) ¢ momydenumem tper-OyTin ((6-ximopumunasofl,2-b]mupuaa3us-8-
um)MeTHin)kap6amara (36 mr, 28% Bbixon). MS m/z 282,9, 284,8 [M+H]".
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[Momy4yeHre MCXOTHOTO BEIIECTBA: 6-XI10p-8-MeTokcuuMuaaso[ 1,2-b|nupunazua
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Cramus 1. PactBop 8-0pom-6-xnopumunasof 1,2-b]mupugasuna (234 mr, 1,0 MMOITb) ¥ METOKCHIA HATPUS
(108 mr, 1,2 MMonb) B MeTaHONE (4 MIJI) HarpeBallK MPH KUTISYCHUH ¢ OOPATHBIM XOJIOIMIEHUKOM B TEUEHHUE
12 4. PeakiMOHHYIO CMECh OXJIXKIAIH 10 KOMHATHON TeMIlepaTypbl, KOHIEHTPUPOBAIU U 3aTEM OCTATOK O4H-
manu npenapatuBHoit BOXX ¢ momyuenmnem 6-xmop-8-merokcunmunasol 1,2-blmupunaszuna (100 mr, 54% BbI-
xom). MS m/z 184,0, 186,0 [M+H]".

2

/

IMomyuenue HCXOJHOTO BEIIECTBA! 5-6pom-7-¢pTop-1-((2-(TpumeTHncHInI)ITOKCH )MeTH )- 1 H-
6en3o[dJumumazon
r F - F sEm
NH
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Cranus 1. K pactBopy 4-6pom-2-drop-6-aHurpoanmimmna (600 mr, 2,6 Mmois) B TeTparuapodypane (5 mi),
stanozne (5 mi) u Bone (1 mu) moGasisumu xene3o (1,5 T, 27 mMoins) u xyopug amMonust (1,5 1, 28 MMous).
CMmech HarpeBajy IpH KUTSTYEHUH ¢ 0OpaTHBIM XOJIOJMIFHUKOM B TedeHHE 16 9, 3aTeM OXJIa/TaIH 10 KOMHAT-
HOW TeMIepaTyphl, GUIBTPOBAINA M KOHIICHTPUPOBAIH. HeoUnIeHHBIN MPOIYKT OYHIAIA XpoMaTorpadueit Ha
cunukarene, amonpys ¢ MeOH/CH,Cl, rpaguentom (0 mo 10% MeOH), ¢ moryuenuem 5-6pom-3-¢propbenzon-
1,2-1uaMuHa B BUle KOPHYHEBOTO TBEPOTO Bernectna (400 Mr, 76%). MS m/z 204,8, 206,8 [M+H]".

Cramus 2. Cmech 5-6poM-3-dropbenzon-1,2-nuamuna (400 mr, 2,0 MMOJITB) M MypaBbHUHON KUCTOTHI (5 MIT)
nepememuBanu npu 120°C B Teduenue 16 4. Ilocne oxnaxaeHus pacTBOPUTENb YAAISUIA U OCTATOK paclpeness-
i mexny EtOAc (200 mur) u HachimeHHBIM BotHBIM pacTBopoM NaHCO; (50 mur). Opranmdeckyto a3y Cymiu-
i Hax Na,SO4 1 KOHIIEHTPHUPOBAIH € MTOJIYICHHEM HEOUHIIICHHOTO 5-0poM-7-hTop-1H-0eH30nuMmnazomna B Buie
He coBceM Oeroro Tepaoro Bemectsa (400 mr, 95%). MS m/z 215,0, 217,0 [M+H]".

Cranus 3. PactBop 5-0pom-7-¢rop-1H-6enznmunazona (200 mr, 0,93 MMoip) B TeTparunpodypane (5 mi)
oxnaxaamm 10 0°C u nobasnsumm runpua Hatpwst (15 mr, 0,60 MMois). PeakimmoHHyI0 cMech IepeMennBaii mpu
0°C B Teuenue 20 MuH, 3aTeM 100N 2-(TpuMeTHICHINI)dToKcuMeTHa xiopuz (0,08 r, 0,48 MmMous). Cmech
nepeMeIInBalIi TPy KOMHATHOM Temneparype B TedeHue 2 4. Peakuuto racuiu nensHo# Boaoil u Boanyto dazy
skcTparupoBaiy npu nomoum EtOAc. Oprannueckyto ¢a3y cymmin Haj Na,SO,, KOHIEHTPUPOBAIN U OCTaTOK
oumninanu xpomarorpadueii Ha cuukarene, dronpys ¢ MeOH/CH,Cl, rpagueaTom (0 1o 10% MeOH), ¢ momy-
yeHueM 5-0pom-7-rop-1-((2-(Tpumermicuin)sTokcu)Mermi)-1 H-0en3o[dJumunaszona (210 mr, 65%). MS m/z
345,0, 347,0 [M+H]".

[Toydenne ncXoaHOTO BemecTBa: S-0pom-6,7-1udTop-1-MeTHIOSH3NMI T30
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Cranmus 1. K pactBopy 1,2,3-tpudtop-4-untpodenzona (1,00 r, 5,65 MMonb) 1 METHIAMHUH THAPOXJIOPHIA
(409 wmr, 5,94 Mmmons) B anietorutpuiie (10,0 mur) modasisutu DIPEA (3,66 1, 28,2 MmMmoibp). CMech mepeMeninpa-
i B Teuenue 3 1 npu 70°C, 3aTeM OXJIaKIaIH 10 KOMHATHOH TemrepaTypbl. CMech KOHIICHTPHUPOBAIH U OCTa-
TOK OYHMINAIN Xpomarorpadueil Ha cuimkarene, siaoupys ¢ rpaguenToM EtOAc/rekcan (0-5% EtOAc), ¢ momy-
yerueM 2,3-mudrop-N-metun-6-aurpoanmimna (1,06 r, 99% BbIXoa) B BUAE JKENTOTO TBEPAOTO BemiecTBa. MS
m/z 189,0 [M+H]".

Cranus 2. K pactBopy 2,3-mudrop-N-metmn-6-aurpoannnusa (1,48 r, 7,87 mmons) 8 DMF (50,0 mi) no-
6aemsun NBS (1,79 1, 9,86 MMoins). Cmech nepememmBany B TedeHue 1 9 mpu 90°C u 3aTteM OXJaxXIad 10
KOMHAaTHOW TEMIIEpaTyphl ¥ TaCHIIM HACHINICHHBIM COJEBBIM pacTBopoM (200 mir). CMech 9KCTparupoBajy MpH
nomomn EtOAc (3x50 mir). Oprannyeckue cion cymuinn Hag Na,SO,4 1 KoHIeHTpupoBaiy. OCTaToK OYHIIAIIH
xpomarorpadueii Ha cunmkarene, amoupys ¢ rpaaueHToM EtOAc/rexcan (0-5% EtOAc), ¢ momyuenunem 4-
6pom-2,3-mudrop-N-meTmn-6-autpoanmwinaa (1,75 1, 83% BBIXOI) B BHIE KEJITOTO TBEpAOro BemiectBa. MS
m/z 267,0, 269,0 [M+H]".

Cramus 3. PactBop 4-0pom-2,3-mudtop-N-metrn-6-autpoanmnuHa (1,85 r, 6,93 mmons) B TeTparuapody-
pane (50,0 mm) u meranone (50,0 mu) oxmaxnamu go 0°C. 3arem mobarisuin Hukenb Penes (500 mr) ¢ mocie-
JIYIOTIIMM JTO0OaBJICHHEM I10 KaruisaM ruapasuna (227 mr, 6,94 mmons). CMech repeMenmBani B TedeHue 15 MuH
npu 0°C 1 puabTpoBam. DUIBTPAT KOHIEHTPUPOBAIH C TOTY4EHHEM HEOUHIIEHHOrO 4-6poM-5,6-muprop-N'-
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MeTrinoOen3on-1,2-muamuna (1,58 r, 96% BbIxon) B BHAe OneaHO-KOpHYHEeBOro macima. MS m/z 237,0, 239,0
[M+H]".

Cramus 4. 5-bpom-3,4-mudtop-N2-meTmin-6enson-1,2-muamun (1,58 1, 6,67 MMOJb) CyCIEHIUPOBAIN B
MypaBbHHOH KHCIOTE (5 M) 1 3aTeM no0aBsu TpuMeTmiopTodopmuat (5,0 M, 46 Mmmois). CMech HarpeBalu
NPY KUISTYEHUH ¢ 0OpaTHBIM XOJOAWIHHUKOM B TedeHHe | 4 B aTMocdepe a30Ta u 3aTeM OXJIaKIAIH IO KOM-
HaTHOH TemmnepaTypbl. CMech KOHIIGHTPHPOBAIH U OCTATOK HEHTPANTN30BAIN HACHIIIEHHBIM BOTHBIM PacTBOPOM
NaHCO; no pH 8. Cmecs skctparupoBanu npu nomomu EtOAc (3x50 M) 1 opraHudeckue ClIou CyLIWIN Haj
Na,SO4, KOHIICHTPHUPOBAIM U OYWINAIK XpomaTorpadueld Ha CHIIMKareie, OJIIOHPYS C TPAIHUCHTOM
EtOAc/rekcan (0-65% EtOAc), ¢ momydennem 5-6pom-6,7-mudrop-1-metnndenzumunazona (1,52 v, 92% BoI-
XOJI) B BUJIE OJIeTHO-KOPHIHEBOTO TBEPOTO BemecTa. MS m/z 247,0, 249,0 [M+H]".

[Monyuenne ucxomHoro BemecTsa: panemuueckui (3S,4S)-3-¢rop-2,2,6,6-TeTpameTmimunepuant-4-aMuH
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Cramust 1. B BeICylIeHHYIO B T€UHM TpEXropilyto koily moGasmsum 2,2,6,6-TeTpaMeTHITUIIEPUANH-4-0H
(20,0 T, 129 mMmoup). TTocne BakyyMHUPOBaHHS M CHOBA 3aIOJIHEHUS a30TOM 3 pasa 100aBIsuIH TeTparuapodypaH
(90 mm) B atmocdepe a3zora. PactBop oxmaxkmamu g0 -78°C um 3areM J00aBIUIM MO KaruisiM  OHC-
(TpuMeTmcunwT)amMu TuTHs B TeTparuapodypane (193 mut, 193mmons, 1 moine/n). [lociie 3aBepiieHns peak-
UK cMech nepementnBany npu -78°C B Tedenne 30 mun. J{oGaBnsum o nmoprmsam N-GTopOeH30ICyIbHOHIMHU
(42,6 T, 135 Monp) B BHIIe TBepOTO BellecTBa B TedeHue 20 MUH B aTMocdepe a3oTa. PeakinoHHyI0 cMech 3a-
TEM ITOCTEIICHHO HAaTrpeBalii 0 KOMHATHOHN TeMIIepaTypsl U CMECh CHOBA TIEPEMEIINBAIN ITPH KOMHATHOH TEM-
nepaTtype B TeueHue 16 4. PeaknmoHHyI0 cMech GHUIBTPOBAIH IS yIAICHUS TBEPAOTO BEIIECTBA U 3aTEM CMECh
KOHIICHTPUPOBAJIN U OUYHWIIaIu (idm-xpomarorpadueii ¢ ucnonp3zoBanueM EtOAc u merponeitHoro s¢upa (0-
10% EtOAc) B kauecTBe aII0€HTa ¢ ToyTydeHueM 3-rop-2,2,6,6-TeTpameTiiinunepuani-4-oHa B Buie OJeHO-
*)kenrtoro TBepaoro Bemectsa (10,0 r, 45,5%). MS m/z: 174,1 [M+H]".

Cramus 2. 3-®rop-2,2,6,6-rerpamerninunepuana-4-on (7,2 r, 41,6 mmoms) u  (4-mMeTokcude-
HuI)MetaHaMuH (6,3 T, 45,8 MMonb) pactBopstin B Metanoie (40 mur). 3areM 100aBIsUTM YKCYCHYIO KHCIIOTY
(6 mi1, 104 mmonb). TomydeHHYI0 cMech IepeMeIINBaIn MpH KOMHATHOH TeMIeparype B TedeHue 1 9, 3aTeM
nmo6asisu NaBH;CN (3,9 1, 62,4 MMOJIB) 1 cMeCh TIEpEMEIITUBAIIH elile B TeueHue 16 4. PacTBopuTeNs yaasim
NPY TIOHIDKEHHOM JIaBJICHHH M OCTaTOK OYHINANIHA XpoMaTorpadueil Ha CHIIMKareie, SIIIOUPYS C IPaIueHTOM
EtOAc/rekcan (10-30% EtOAc), c¢ momydenmem C-mc  panemmueckoro  (35,4S)-3-¢prop-N-[(4-
MeTOoKcupeHnI)MeTI|-2,2,6,6-TeTpamMerunnunepuana-4-amuaa (5,0 r, 40,0%) u C-TpaHC pareMH4ecKoro
(3S,4R)-3-dTOp-N-(4-MeToKCcHOCH3MN)-2,2,6,6-TeTpaMeTrIHIIepuaInH-4-amuHa (2,7 1, 22,0%).

C-mimuc  pamemuueckuii  (3S,4S)-3-prop-N-[(4-meTokcudermnn)meTni]-2,2,6,6-TeTpaMeTHITUTICPUTAH-4 -
amue: MS m/z: 295,2 [M+H]"; 'H SIMP (DMSO-d) & 7,23 (n, J=8,4 ', 2H), 6,86 (1, J=8,8 I';, 2H), 3,95 (mux,
J,=9,6 'y, J,=51,2 I'u, 1H), 3,73-3,63 (M, SH), 3,33 (br s, 1H), 3,03-2,97 (m, 1H), 1,87-1,83 (M, 2H), 1,65 (ump.,
1H), 1,09-1,04 (m, 12H).

C-tpanc pauemuyecknii: (3S,4R)-3-¢pTop-N-(4-meTokcubensun)-2,2,6,6-reTpaMeTHINNICPUINH-4-aMUH:
MS m/z: 295,2 [M+H]"; 'H IMP (DMSO-ds) § 7,25 (n, J=8,4 T, 2H), 6,86 (1, J=8,4 ', 2H), 4,33 (1, 1=50,8
I'n, 1H), 3,72 (¢, 5H), 3,33 (mwup.c, 2H), 2,95 (an, J,=15,6 I'n, J,=28,4 I'n, 1H), 1,53 (ag, J,=4,0 I'n, J,=8,8 I'y,
1H), 1,21-1,03 (m, 13H).

Cramust 3. B Tpexropiyio KpyrJIOJOHHYIO KOJIOYy, CHAO)KCHHYIO TEPMOMETPOM, KarleJIbHOH BOPOHKOU H
OauioHOM  Bozopoma, moOaBms  pamemudeckuit  (3S,45)-3-dhrop-N-[(4-MeTokcupenmn)metmin|]-2,2,6,6-
terpamerwinunepuana-4-amua (10,0 r, 33,97 mmoins), MeOH (150 mur), nammagwii Ha yriaepoae (10 mac.%)
(3,0 , 2,8 mmons) U MypaBbuHyIO KHCIOTY (0,20 T, 4,0 MMonb). KomOy BakyyMHUpOBalld U CHOBA 3aIlOTHSIIH
BOAOpOJOM JiBa pa3a. CMech nepememuBaiu npu 45°C B Teuenue 16 4. [locne oxnaxaeHus 10 KOMHATHOM TeM-
TepaTypbl CMeCh PHIIBTPOBATN U PUIIBTPAT KOHIIEHTpUpOoBaIH. OCTAaTOK OYHUINATN XpoMaTorpadpueit Ha CHITIKa-
rene, smioupyst ¢ rpaguearom MeOH/CH,Cl, (0 no 100% MeOH), ¢ momyuenunem panemudeckoro (3S,45)-3-
¢drTop-2,2,6,6-TeTpamerunniunepunnt-4-amuaa(4,8 r, 81%).

MS m/z 175,2 [M+H]"; 'H SIMP (meranon-d,) 8: 4,91 (n, J=48 'y, 1H), 4,25 (nx, J,=11,6 'y, J,=30 I,
1H), 2,14-2,00 (m, 2H),1,62-1,57 (M, 12H); 3NHs He HaOmr01a71.
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[Moxyuenne ucxonHoro Bemectsa: (3S,4S)-3-drop-2,2,6,6-TeTpameTmiimunepuanH-4-aMuH

P = 2
HN \Q BocN/U
FZ \/'\/ P F =
OMe Cramusa 1 OMe Cramms 2
/N

B —_—

I=

H

XMpanlbHOe pasuelIeHre

BocN ™ | A BocN/\©\ NHBoc
A Cramst 3

Fj;k “Zome F\,(jr oMe F(;[s) (S)j

N™ N /N N

H

NH,-HCI
Cramms 4 F. B)
E— (s
/N
H

Cramus 1. Panemuuecknit (3S,4S)-3-dprop-N-[(4-meTokcudenun)mernin]-2,2,6,6-TeTpamM eTHITUIICPHIHH-
4-amun (5,0 T, 12,7 MMoinb) pacTBopsutd B MertaHoisie (80 Mir), 3aTeM IMOCIEAOBAaTENBLHO J00aBISUIN JU-TPET-
oyrunaukapoonar (4,1 r, 19,5 mMois) u TpudTIiIaMuH (2,7 MMmoib, 19,5 mmons). [lomydeHHyr0 cMech mepeme-
IIMBaJIH TPU KOMHATHON TeMIleparype B Te4eHue 3 4. PacTBopuTeNb yAamsum mpu MOHMKCHHOM JaBICHUU, OC-
TaTOK OYMINANM Xpomarorpaduedl Ha cuimkaresue, amoupys ¢ rpagueHtoM EtOAc/rexcan (0-50% EtOAc), c
MOJTydeHUEM JKeITaeMoro TpPEeT-0yTHII ((3S,45)-3-dpTop-2,2,6,6-TeTpameTrimAnIe puANH-4-11) (4-
MeTokcubensun)kapbamara (4,1 r, 61,0%) B Buze GecreTHOro Macia. MS m/z: 395.2 [M+H]".

Cramuss 2. B oOme#di crmoxkHocT S5 T panemudeckoro tper-Oytmn  ((3S,4S)-3-dTop-2,2,6,6-
TeTpaMeTHIHICPUINH-4-111)(4-MeTOKCHOSH3WT )KapOamaTa pasfelisiii  XupalnbHOW mpemnapatuBHo BOXKX
(SFC-200, Thar, Waters) ¢ ucrnonb3oBanreM kojgoHkd WHELK 50x250mMm, 10mkMm (Daicel) ¢ CO,/IPA (0,2%
Meranon Ammuak)=90/10 B kadecTBe MOABMXKHOU (a3bl ¢ momydeHueMm Tper-oytui ((3S,4S)-3-dprop-2,2,6,6-
TeTpaMeTHINHIepuIH-4-11)(4-MeTokcuOeHsmn)kapoamara (2,2 1, 44% Bexon) u Tper-Oytun ((3R,4R)-3-
¢drTop-2,2,6,6-TeTpamMeTUUIepUAnH-4-11 ) (4-MeTokcuOen3mwi)kapoamata (1,8 T, 36%).

Cranus 3. tpet-bytun ((35,4S)-3-drop-2,2,6,6-TeTpaMeTriunepuanH-4-1ni)(4-MeTOKCHOCH3MIT)KapOamar
(2,2 r, 5,6 Mmmoub) pacTBOpsuIH B aneToHuTpruie (40 mir), mobarisin ammonuii-iepuid(1V) mutpar (9,2 T, 16,8
MMOJIb) ¥ CMECh IIepeMeIInBalIi IIPH KOMHATHOH TemrepaType B TedyeHne 2 4. CMech KOHIIEHTPUPOBAIIN M OYH-
many Xxpomarorpadueil Ha cHIMKarene, sionpys ¢ rpaguenToM EtOAc/rekcan (0-80% EtOAc), ¢ monydeHnem
HeounieHHoro tper-0ytun ((385,4S)-3-dprop-2,2,6,6-rerpamermmunepuant-4-mn)kapobamara (1,5 v, 98% BbI-
X0J1), KOTOPBIi MCIIOJIB30BANIH Ha CIIeIyIOIICH CTaun 6e3 TONONHUTEeIbHOM ouncTki. MS m/z: 275,2 [M+H]'".

Cramuss 4. Heouwmenusnii tpet-0ytun ((3S,4S)-3-dbrop-2,2,6,6-TeTpaMeTnianunepuana-4-min)kapbamat
(1,5 r, 0,54 MMoutp), mosTydeHHbIH Ha ctaguu 3, pactBopsit B CH,Cl, (20 mur) u 3atem nobGasmsumn 2 mur HCI B
JMokcaHe (4 MOJB/JT) U cMeCh TIepeMENTUBAIA PH KOMHATHOW TemriepaType B TedeHue 16 4. Ocagok GpuibTpo-
Banu, npombiBanu 5 Ma CH,Cl, u cymmum ¢ momydenueM (3S,4S)-3-dTop-2,2,6,6-TeTpaMeTHIITATIEPUIAH-4 -
amuHa (533 mr, HCI conb, 47% BbIXOI) B BHIE O6€7I0T0 TBEPAOTO BENIECTBA.

MS m/z: 175,2 [M+H]"; 'H aMP (metanon-dy) 8: 4,91 (0, J=48 I'n, 1H), 4,25 (nm, J=11,6 T'n, 30 T'm, 1H),
2,14-2,00 (m, 2H),1,62-1,57 (M, 12H); 3NHs He HaOr01a1H.

C nCcHosb30BaHUEM ONMCAHHON MPOLETypPBl MOXKHO ITOJTyYUTh JOTIOJIHUTEILHBIN COeIMHEHHSI, OMCAHHbIE
B HACTOSIIEH 3asBKE, MCIOJB3Ys IOIXOMSIIEe NCXOJHOE BEIIECTBO, IOAXOMSIINE PEareHThl U PEaKIHOHHbBIE
YCIIOBHS, C MOJyYE€HUEM COEJIMHEHNUH, TAKNX KaK COeTMHEH s, BIOpaHHbIE H3!

Crpykrypa JaHHbIe
.1 .
NH, -HCI MS m/z 175,2 [M+H]%; 'H JAMP (mertanon-d,) &: 4,90 (z,
Fo. & J=48 TI'u, 1H), 4,25 (agx, J= 10,8 T'y, Jo= 28,8 T'y, 1H),
(R)
NN 2,14-2,00 (M, 2H),1,64-1,50 (M, 12H), 3 NHs He
H

HabJro1aiu.
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[Momyyenne ucxomHoro BemiecTBa: panemudeckuil (3R,4R)-4-amun0-2,2,6,6-TeTpaMeTHIITUIICPUIAH-3 -0
JTUTHIPOXJIOPULT

OBn
2 HO-y NH, N
O cranms 1 | O Crapus 2 O cramu= 3
- — - 0
N
N
H N H N
H
OBn
/& NH,
Cramusa 4 HN™ O Cramus 5 OH .CI
—— OH :,CI
N H (+1)
H (+19

Cramus 1. 2,2,6,6-Terpamerunmunepunus-3,4-nuoH (2,98 r, 17,6 MMoinb) pacTBopsua B 3TaHome (15 i) ¢
moceayonM 100aBiIeHneM BOJHOTO pacTBopa ruapoxcuwiamuna (1,2 mir, 20 mmons, 50 mac.%, B H,O). Peak-
LMOHHYIO CMECh T€pPMETHYHO 3aKkpbIBaiu U HarpeBaiu A0 70°C B Teuenue 10 MUH U 3aTeM OXJIKIAIH 10 KOM-
HATHOW TeMIIepaTypbl W KOHIIEHTPHUPOBAIW C MoyiydeHneM HeounmieHHoro (E)-4-(ruppoxcumumuHo)-2,2,6,6-
TeTpaMeTHInunepuanH-3-o1a (2,1 r, 63% BBIX0M), KOTOPHI MCTONB30BAIH HENOCPEACTBEHHO HA CIEIYIOMICH
craga. MS m/z 185,3 [M+H]".

Cramus 2. (E)-4-(I'mapoxcunmuHo)-2,2,6,6-TeTpaMeruinunepuana-3-od (2,1 v, 11 mmomns), muak (4,5 T,
69 MMOIIB) ¥ BOAHBIN pacTBOp ruapokcuaa Hatpus (16 v, 6,0 M) o6benunsim u HarpeBanu npu 70°C B Tede-
Hue 30 MHH U 3aTeM OXJIAKIAIN 0 KOMHATHOH TeMIepaTypbl. PeakiinoHHYI0 cMech QHIIBTPOBAIN depe3 (hpuT-
Ty, npombIBast ipu omoiu CH,Cl,/MeOH. Bonnslit cnoif sxctparuposanu a8a paza CH,Cl,/MeOH (9:1) u tpu
pasa CHCI3/iPrOH (7:3). OO0bequHeHHBIE OPraHWYECKUE CIOH CYLIMIN HaJ Cyiab(aToM HaTpus, GUIbTPOBAIH 1
3aTeM KOHLIEHTPUPOBAIH C MOJYyYEHHUEM HEOUYHUIIEHHOTO 4-aMuHO0-2,2,6,6-TeTpameTminunepuani-3-ona (1,75 r,
90%) B BHIE OpaH)KEBOTO Macia, KOTOPOE MCHOJIB30BAJIM HEMOCPEACTBEHHO Ha CIIEAYIONIeH cTagun 0e3 OuucT-
KH.

Cragus 3. 4-AmuHo-2,2,6,6-TeTpameTimnunepunus-3-on (1,75 r, 10,3 mmone), DMF (6 mm) u N, N-
Juu3onpormmndTIIaMuH (2,70 M, 15,5 MMoIb) IepeMemuBaliv TP KOMHATHOW TEMIIepaType W 3aTeM OXJIaX-
nanu 1o 0°C. Hobasmsim no kamsiM 6ersmixsoppopmuar (2,20 mi, 15,5 mmons). [lepemennBanne npogoika-
mu nipu 0°C B TedueHue 25 MuH. PeaknnonHyto cMech 3aTeM pacnpenensian Mexay EtOAcC 1 HaCBIIIEHHBIM COJe-
BBEIM PacTBOPOM U CIIOW pa3Aesisiiin. BoaHbIH cioii akcTparupoBanu a8a paza EtOAc n o0beInHEHHBIC OPTaHU-
YEeCKHE CJIOW MPOMBIBAIN TPU pa3a HACBHIIICHHBIM COJICBBIM pacTBOpOM. OpraHWYEeCcKUi CION CYIIHIN HaJl CYyib-
(harom HaTpHs, QUIBTPOBAIN U KOHIEHTpUpoBaiu. OCTaTOK OYHUINAIN KOJOHOYHOH XpomaTorpaduei Ha CUIH-
Karene, amounpys ¢ rpaguenToM EtOAc/rekcan (0-100% EtOAc), ¢ momyaennem 6er3un N-(2,2,6,6-TeTpameTni-
3-oxco-4-numepuain)kapoamara (1,45 , 46%) B Bume OpaHKEBOTO TBEPIOTO BEIIECTBA.

MS m/z 305,6 [M+H]"; 'H IMP (DMSO-de) &: 7,55 (mmp.x, J=8,5 T, 1H), 7,29-7,41 (m, 5H), 5,06 (c,
2H), 4,86-4,96 (m, 1H), 4,69 (c, 1H), 2,13 (ax, J=12,8, 8,9 I'u, 1H), 1,58 (ax, J=12,8, 7,3 I'u, 1H), 1,28 (7, J=1,8
I'y, 6H), 1,24 (¢, 3H), 1,09 (c, 3H).

Cranus 4. bensun N-(2,2,6,6-TeTpameTiii-3-okco-4-munepuani)kapdamat (1,20 r, 3,95 mmoins) pactBopsi-
m B MeOH (5 min) ¢ nocnenyromum nodasineHneM 6oporunpuaa Hatpus (247 mr, 6,54 Mmoib). Peakimonnyro
CMeCh IIepEMEIINBAIIH IIPH KOMHATHOW TeMIlepaType B TedeHue 1 4, 3aTeM MeIIeHHO D00aBisuM anetoH (3 mu)
U PEaKIMOHHYI0 cMech KOHLeHTpupoBamu. OcraTok pacnpeaensin mexay EtOAc u H,O u crnou pasgensnu.
Boanslit cnoit sxcTparupoBany uetbipe paza EtOAc. OO0beqHEHHBIE OpraHMYecKre CJION CYIIMIIN Hall Cyibda-
TOM HATpus, (QUIBTPOBATN W KOHIICHTPHPOBAIH C MOIYYCHHEM HEOUHIEHHOTO pareMudeckoro OeHszmi N-
[(3R,4R)-3-runpoxcu-2,2,6,6-TeTpaMeTIII-4-UNIepuIni | kKapOamaTa, KOTOPBIM HCITOJIE30BAITd HETIOCPEICTBEHHO
Ha CJIeAYIOIIeH cTainuu.

MS m/z 307,5 [M+H]"; 'H IMP (DMSO-d) & 7,30-7,40 (m, 6H), 5,01 (x, J=5,8 T, 2H), 4,94-4,95 (m,
1H), 3,9,4,00 (m, 1H), 2,93 (mmwmp.n, J=7,3 I'u, 1H), 1,76 (an, J=12,2, 9,8 I'n, 1H), 1,46 (br dd, J=12,8, 5,5 I'yy,
1H), 1,14 (c, 3H), 1,08 (c, 3H), 1,06 (c, 3H), 1,05 (c, 3H); 1H =e Habmomamu (NH).

Cramus 5. Octarok co craauu 4, comepkantuii paremudeckuii 6em3mn N-[(3R,4R)-3-ruapoxcu-2,2,6,6-
TeTpaMeTHI-4-IIUIIepu vl [Kapbamar, pacTBOPSUTM B MeTaHoie (5 MiT), ¢ mocieayromumM nodasienueM 10% man-
nagus Ha yriepoae (293 mr, 0,275 MmMorb). Peakimonnyio cMech nepeMennBaii Ipu KOMHATHOH TeMIepaType,
IIPY 3TOM T'a3000pa3HbIi BOJIOPO HCHONIB30BaIH Ul 0apOoTHpOBaHMs pacTBopa B TeueHue 3 MuH. [lepemernn-
BaHME TMPOJOJDKAIN B aTMoc(epe BOJAOpOIa IpH KOMHATHOH TeMIeparype B Tedenue 72 4. PeakunonHyio cMech
(uUIBTPOBANIN Yepe3 LETHUT U MPOMBIBAIIM MeTaHoiaoM. MetaHonbsHbIi pactBop HCI (5 mi, 1,25 M) no6asnsinm k
¢unpTpary © GUIBTPAT KOHIEHTPUPOBAIH C ToiNydeHHWeM panemudeckoro (3R,4R)-4-amnHO-2,2,6,6-
TeTpaMeTWINHIICPUINH-3-071 nuruapoxiopuaa (251 mr, 26% BeIXox).

MS m/z 173,0 [M+H]"; 'H SIMP (1:1 xmopodopm-d: meranon-dy) O: 3,48 (xB., J=7,6 T'u, 1H), 2,86 (7,
J=7,6 Ty, 1H), 2,00 (mzg, J=12,8, 8,5 I'u, 1H), 1,57 (nm, J=12,8, 7,3 I'y, 1H), 1,30 (7, J=2,1 I'y, 6H), 1,23 (¢, 3H),
1,23 (c, 3H); 4Hs ne nabmonamu (3NHs u OH).
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[Monydyenne wucxomHoro BemiecTBa: pauemuueckuii (3aR,4R,6aS)-N, N-aumerunn-1,2,3,3a,4,5,6,6a-
OKTaruApOLUKIONEHTa[ c|Iuppon-4-aMUH
H H

Cragus 1 Cramus 2
NBoc __ NBoc — > NH

H H= H=
0 7 (+4) Me,N H (+/-) Me,N H (+-)

Cramuss 1. Panemumueckmii  Tper-Oytmn  4-okco-1,3,3a,5,6,6a-rekcaruaponukionenralcjmmpposn-2-
kapOokcunar (523,8 mr, 2,325 mMMonb), muxinopmerad (5 mit), BOAHBIH pacTBop amMmermnamuHa (2,0 M, 40
Mac.%, 6,8 9KkB.) U Tpuanerokcuooporuapu Hatpus (2,06 T, 9,72 MMonb, 4,18 9KB.) OOBESAUHSIN U TIEPEMEIIIH-
BaJIM IIpM KOMHATHOH Temneparype B Tedenue 20 4. Peakunonnyro cMmech pactpenesum mexny CH,Cl, n Box-
HBIM pacTBOpoM ruapokcuna Harpust (1,0 M) u cnowm pasmensiin. BomHblid cinoil skcTparmpoBanu aBa pasa
CH,Cl1,/MeOH (9:1) u oqun pa3 CHCI3/iPrOH (7:3). O0bemuHeHHBIE OpTraHUYECKHEe CIIOH CYIIVIIN HaJ| Cylb(a-
TOM HaTpHs, GUIBTPOBaIN U KOHIEHTpUpPoBanH. OCTaTOK OYMINAIN KOJOHOYHOM Xpomartorpadueil Ha cuiInka-
rene, amoupys ¢ rpaguearom MeOH/CH,Cl, (0-30% MeOH/NH,OH, 2,5% NH,OH 06/06), ¢ mony4deHuem pa-
nemudeckoro TpeT-0ytun (3aR,4R,6aS)-4-(numernnamuno)-3,3a,4,5,6,6a-rekcaruapo- 1 H-ukmonenTa[ ¢ mup-
pon-2-kapbokcunata (452,4 mr, 76% BBIXO).

MS m/z 255,3 [M+H]"; 'H SIMP (Metanon-d,) 8: 3,42-3,51 (m, 1H), 3,39 (un, J=8,7, 4,1 'y, 2H), 3,20
(ummp.n, J=10,4 I'n, 1H), 2,80 (mmp.c, 1H), 2,62-2,73 (M, 1H), 2,42-2,51 (M, 1H), 2,22 (¢, 6H), 1,91-2,01 (M, 1H),
1,83-1,90 (m, 1H), 1,57 (xBunT., J=10,6 I'n, 1H), 1,45-1,50 (M, 1H), 1,43 (c, 9H).

Cramust 2. Paunemmyeckuii Tper-Oytun (3aR,4R,6aS)-4-(aumernnamuno)-3,3a,4,5,6,6a-rexcarunpo-1H-
UKJIoNIeHTal ¢ Jnuppos-2-kapookcmnar (43,1 mr, 0,169 Mmmons) pactopsuti B TFA (2 Mir) 1 epemMeinBay npu
KOMHATHOU TeMmIepaType B TeueHue 4 4. PeaklluOHHYI0 CMeCh KOHIEHTPUPOBAIU U OCTATOK UCIIOJIB30BAIN HE-
MOCPEJCTBEHHO B TMOCIEAYIONMX peaKkIUsx, MpeAnoaaras KOJIWYECTBEHHBI BBIXOJA paleMHUYECKOH
(3aR,4R,6aS)-N, N-mumetnin-1,2,3,3a,4,5,6,6a-okraruaponukioneHralclonuppoi-4-aMmua 2,2, 2-TpupTopyKcyc-
HO#1 KuCIOTHL. MS m/z 155,3 [M+H]".

[Tonydenne ncxomgHoro BemiecTBa: N-(TpeT-0yTHII)TUPPOTHINH-3 -aMIH

Bn Bn
[ [ H

Bn
; N N Cramus 3 N
N . NH, Cragmsa 1 Q Crampms 2 LZ _— Q
R
Q N HN—% HN%
° A |

Cramus 1. B cyxoii cocyn 3arpyxanu 1-6en3unmupponunus-3-oH (4,0 T, 22,8 MMOJIb), 2-MEeTHITIPOTIaH-2-
amuH (3,8 T, 52,0 mmoi) 1 Ti(OiPr), (6,0 M, 20,2 MMois). CMmech nipoayBasid N, B TedueHne 15 MHUH U 3aTeM
OCTaBIISLITH JIJISI TIEPEMEIINBAaHUs NMPU KOMHATHOW Temmeparype B TedeHnue 2 4. [Tomydennsrii (E)-1-6en3min-N-
(TpeT-OyTHI) TUPPONTUANH-3 -IMHH HCIIOIH30BAIN 0€3 JOMOTHUTEIEHOW OUUCTKH.

Cramus 2. K cmecu co craguu 1 mo0aisimi 6e3BoHBIN MeTaHOI (40 MIT) U pEaKIMOHHYIO CMECh OXJIaXK-
nama 1o 0°C Ha nensHo# Oame, mobasmsm NaBHy (1,6 T, 42,3 MMOIB) MEIJICHHO IO TIOPITUSM (OCTOPOXKHO:
OuYCHb JK30TepMHUUecKas peakius). Korma BeimeneHue ra3za HpeKpamanoch, CMECh HarpeBaid IO KOMHATHOU
TEeMIEpaTyphl U MEPEeMEIINBAIA B TCUCHHE 24 MPU KOMHATHOW Temreparype. [locie 3aBepIiueHus: n00aBIsIIH
pactBop 0,1M NaOH (20 mur) st ocaxxaeHust cosieil Tutana. bugasnyio cmecs GUIBTPOBAIN Yepe3 LETUT U
MPOMBIBAI METAaHOJIOM. PacTBOpUTENh YAAISIM B BaKyyMe M HCOUMIICHHOE MAacjO OYHINAIN OOpAaIICHHO-
(azoBoii xpomarorpadueit ¢ ncnoiap3oBanueM rpaanenTa anetoHUTp/H,O (10% - 100% ameToHUTpMI) C TMO0-
nydenneM 1-0er3mi-N-(TpeT-OyTum)nupponuanH-3-amuaa (3,2 T, 60% BBIX0) B BUAE OECIBETHOTO Macia.

Craaus 3. B BeICyIIEHHYIO B IIEYH KPYIJIOMOHHYIO KOJIOY, COAEPIKAIIyI0 THAPOKCH MayIagus Ha aTHBHU-
poBanHOM yriaepoxae (320 mr), nobasnsum 1-6eH3min-N-(TpeT-0yTrn)mupponuaua-3-amuH (3,2 T, 13,8 MMmoun),
pactBopennbiii B MeOH (20 mur). Cmech 6apO6otupoBanu H, B Teuenue 5 mun u 6amion H, momemnianu cBepxy
KOJIOBI M PEaKIMOHHYI0 CMECh IMEepeMEIINBaId B TeUeHHE 2 4 NPU KOMHATHOHW Temmeparype. PeaknnoHHyIO
cMech (DPMIIBTPOBAIM Yepe3 LEIUT, MpoMbiBaiy mpu nomom MeOH u KOHIEHTpUpOBaM ¢ MOJXy4YeHHEM N-
(Tper-OyTim)mupposnuaun-3-amuHa (1,89 1, 96% BbIX0K) B BUIE OECIBETHOTO Macia, KOTOPOE OTBEPXKAATIOCH
MIPY BBICTABAHUU.

'H siMP (metanon-dy) 6: 4,21 (axB., J=14,4, 7,0 T'n, 1H), 3,80 (ax, J=12,7, 8,0 I'n, 1H), 3,58-3,50 (M, 2H),
3,38-3,32 (M, 1H), 2,62-2,56 (M, 1H), 2,28-2,20 (M, 1H), 1,42 (c, 9H); 2NHs He Hab1r01aTH.
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C UCIOIb30BaHUEM ONUCAHHOU npoueaypbl MOKHO IMOJTYUUTH L[OHOJ'IHI/ITGJ'ILHHﬁ COCIUHCHN A, OIIMCAaHHBIC
B HaCTO?[HIeﬁ 3asBKEC, HUCIIOJB3YS NOAXOAAIICE MCXOAHOC BCIICCTBO, MOAXOAAINC PCArCHTBI U PCAKIIMOHHBIC
yCioBuHsA, C ITOJTYYCHHUEM COC,Z[HHCHHﬁ, TaKHUX KaK COCOIUHCHUAA, BBI6paHHBIe n3:

CTpykrypa Jannbie
. 'H AMP (xnopodopm-d) &: 0,93 (n, J=6,71 T'u, 6H)
N/I:}NH 1,74 (axs., J=13,28, 6,66 I'y, 2H) 1,98-2,15 (m, 1H) 2,42 (x,
Y\H J=6,71 T'u, 2H) 2,98 (nx, J=11,60, 3,66 I'y, 1H) 3,06-3,21 (M,

2H) 3,29 (ar, J=11,14, 7,40 ', 1H) 3,35-3,46 (v, 3H)

'H AAMP (xnopodopm-d) &: 1,57 (mmmp.x, J=5,49 T'n, 1H) 2,02

/CNH (ump. an, J=13,12, 6,71 T, 1H) 2,38 (ump.c, 2H) 2,70-2,86
HO._™N (M, 3H) 2,92 (wup.n, J=8,09 I'u, 1H) 3,00 (wwmp. xg, J=11,14,
H 5,80 T'm, 1H) 3,07-3,16 (M, 1H) 3,31 (wup.c, 1H) 3,49 (¢, 1H)
3,67 (mmp.T, J=4,73 'y, 2H)

MS m/z 155 [M+H]"; 'H AMP (metanon-d,) 6: 3,35-3,41 (m,
1H), 3,03-3,16 (M, 3H), 2,86-2,97 (m, 1H), 2,67-2,75 (m, 1H),
O 2,03-2,15 (m, 1H), 1,88-2,00 (v, 2H), 1,68-1,79 (m, 2H), 1,54-
1,68 (M, 3H), 1,30-1,44 (M, 2H); 2NHs He HaOmronanu

H
j’ D MS m/z 159,2 [M+H]*
? N
H

(v, 1H), 3,36 (c, 3H), 3,27-3,17 (m, 3H), 3,09-3,01 (m, 2H),
2,75-2,65 (m, 1H), 2,18-2,07 (v, 1H), 1,65-1,53 (v, 1H), 1,65-
1,53 (m, 1H), 1,08 (c, 3H), 1,07 (¢, 3H); 1NH He HaOmronanu

j/H MS m/z 173,3 [M+H]*; 'H SIMP (xnopodopm-d) &: 3,46-3,39

-0
I=

H 'H SMP (xnopodopm-d) &: 4,45-4,20 (m, 2H), 3,81-
\[ND 3,68 (m, 1H), 3,31-3,15 (M, 2H), 3,12-2,88 (M, 3H), 2,40-2,23
(M, 1H), 1,95-1,80 (M, 1H), 1,12 (1, J= 7,9 ', 3H); 2NHs =e

Habmonanm

'H SAMP (xnopodopm-d) &: 4,57-4,44 (m, 2H), 4,43-

O 428 (v, 2H), 3,54-3,41 (m, 1H), 2,81-2,64 (m, 2H), 2,62-2,50
NH

(v, 1H), 2,34-2,13 (v, 2H), 1,60-1,41 (v, 4H), 2NHs ne

Habmonaau
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H
o] N\O MS m/z 143,3 [M+H]*
NH

IH SIMP (Meranon-d;) &: 1,87-2,03 (m, 2H) 2,12-2,31
(m, 3H) 2,32-2,45 (m, 2H) 2,47-2,59 (m, 1H) 3,38-3,49 (m, 2H)
N \‘.CN"' 3,56 (ump. nn, J=12,21, 6,41 T, 1H) 3,73 (wmp. ax, J=12,21,
8,24 I'y, 1H) 3,83-3,92 (m, 1H) 3,94-4,06 (v, 1H); 2NHs He

HaOro [am
TH SIMP (metanon-dy) o: 1,87-2,03 (v, 2H) 2,14-2.31
(m, 3H) 2,38 (wup.n, J=3,66 T'y, 2H) 2,52 (wwp. nn, J=14,04,
« /[:\NH
N 7,02 Ty, 1H) 3,36-3,51 (M, 2H) 3,53-3,64 (m, 1H) 3,73 (wwmp.
H nn, J=12,66, 8,09 I'n, 1H) 3,88 (wup.T, J=8,09 I'y, 1H) 3,94-
4,06 (M, 1H); 2NHs He Habsromanu

H
%ND MS m/z 141,1 [M+H]*
N
H

-
QHQ’QNH MS m/z 1853 [M+H]*
[0}

[Moxyuenne ucxomHoro BemecTBa: N-(IIMPPOIHANH-3-WIMETHII)IPOTIaH-2-aMUHT HJIPOXJIOPHIT

Boc
N Crammsa 1
B —

~NH

\0 /zH

Cranus 1. B kpyriononnyto kon0y no6asismu 1-Boc-3-popmunmupponuaun (300 mr, 1,5 MMois), u3o-
npormnamuH (0,2 mit, 2,54 mmons) u MeTmwierxiopua (5 mr). Cmech nepemeninBany B TeueHue 30 MHUH mpu
KOMHATHOW TEMIIEpaType C MOCIEAYIONIMM JO0aBICHHEM IO MOPIMAM TPUAIICTOKCHOOPOTHAPHIA HATPUSL
(636 Mr, 3 MMOJIB) B TIPOJOIDKAIIM TIEpEMENTNBATh CMECh B TeUeHHE 16 4 Mpu KOMHATHOM Temmeparype. Peak-
1o racwiu pooasienreM 1,0 M NaOH u mpomsiBanu Bomoit. Bogayro dasy skcrparuposamm CH,Cl, (2 paza) u
00BeIMHEHHBIE OpraHudeckue ciaou cymmwm Hagx Mg,SO4. O0beM pacTBOPUTENS YMEHbBINATN B BaKyyMe H J0-
6asisui pacteop HCI (2,0M B mpoctom adupe, 2 mi). CMech NepeMenBaii B TeUSHUE 5 9 TP KOMHATHON
TEeMIIepaType M TBEpAbIC BellecTBa COOMpann (IIBTPOBAHHEM M CYIIWIH C TOIXyd9eHHEM OHCTHAPOXIOPUIHON
com N-(mupponuanH-3-mimeTni)nponan-2-amuaa (160 mr, 50% BBIX0I) B BHIEC HE COBCEM OEJIOT0 TBEPAOTO
BEILIECTBA.

'H SIMP (DMSO-de) &: 9,70-9,45 (m, 2H), 9,19 (mmp.c, 2H), 3,39-3,30 (M, 1H), 3,25 (ax, J=6,1, 11,9 T,
2H), 3,17-3,07 (m, 1H), 3,06-2,94 (m, 3H), 2,75-2,64 (m, 1H), 2,20-2,06 (m, 1H), 1,81-1,66 (m, 1H), 1,27 (x,
J=6,3 T', 6H).
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C UCIOIb30BaHUEM ONUCAHHOU npoueaypbl MOKHO HOJTYYUTH L[OHOHHI/ITGHLHLIﬁ COCIUMHCHN A, OIIMCAHHBIC
B HaCTO?[HIeﬁ 3asBKEC, HCIIOJB3YsS NOAXOAAIICEC MCXOAHOC BCIICCTBO, MOAXOAAINC PCArCHTBI U PCAKIIMOHHBIC
yCi10BuHsA, C TIOJTYYCHHUEM COC,Z[HHCHHﬁ, TaKHUX KaK COCOANHCHUAA, BBI6paHHBIe n3:

CtpykTypa JaHHble

H AMP (meranon-d,) &: 3,66-3,55 (m, 1H), 3,53-3,43 (M,
\%H\/CNH 1H), 3,38-3,29 (M, 2H), 3,25-3,13 (m, 2H), 3,13-3,02 (m,

1H), 2,77-2,63 (m, 1H), 2,42-2,30 (v, 1H), 1,92-1,77 (m,
1H), 1,41 (c, 9H); 1NH He Habmonanu.

TH SIMP (DMSO-d;) 8: 9,25-8,98 (v, 2H), 8,96-8,74

OD‘ (v, 2H), 4,00-3,87 (v, 2H), 3,45-3,36 (v, 1H), 3,35-3,23 (m,
NH
4H), 3,23-3,12 (v, 1H), 3,12-3,02 (v, 2H), 2,93 (wmp.c,

NH 1H), 2,64-2,53 (w, 1H), 2,20-2,07 (w, 1H), 1,99-1,87 (m,
2H), 1,74-1,62 (m, 1H), 1,62-1,50 (m, 2H)
'H AMP (veranon-dy) & 1,76-1,87 (w, 1H) 1,95 (wmp 1,
<>_NH J=9,77 T, 2H) 2,17-2,29 (m, 2H) 2,29-2,44 (ummp.c, 3H)
\~ONH 2,64-2,79 (m, 1H) 2,99-3,15 (m, 3H) 3,33 (up.c, 1H) 3,46

(ump.x, J=4,27 'y, 1H) 3,53-3,65 (v, 1H) 3,80 (ump.T,
J=8,09 'y, 1H); 2NHs He HaOJr01a1u

[Momyuenne ucxonHoro BemecTBa: N-(IMppoNUANH-3-UIMETHIT)TeTparuapodypan-3-aMuH

. Vs T NH
.Boc AN
/\IN o Cragna 1 ﬁ Crams 2 //)
/\/ + L S - \
{ S NH NH
» o

0 (o]

Cramus 1. K pactBopy TpeT-OyTun 3-(aMuHOMETHIT)MTUppOoanH- 1 -kapOokcmnara (50 mr, 0,25 MMob) u
muruapodypan-3(2H)-ona (43 mr, 0,50 mmoins) B CH,Cl, (1,3 mur) 1o6aBisiiv TpHaieTOKCUOOPOTHAPU HATPHUS
(110 mr, 0,050 mmonb). PeakiioHHy!0 cMech MepeMelBalIl IpU KOMHATHON TeMmIeparype B T€4eHue 2 4 u
3areM pacrpezneisiiin Mexay EtOAc u Bogn. NaHCO;. Opranndeckyro ¢a3y codupann n BOIHBIH cJIOH 3KcTpa-
THpOBAJIM eme oauH pa3 npu nomoumm EtOAc. Oprannueckue (azbl 0ObeANHSIIN, TPOMBIBAIM BOJOH, 3aTeM
HaCBIIIEHHBIM COJIEBBIM PAacTBOPOM, cyinwiii Hax Na,SO4 1 3aTeM KOHLEHTPUPOBAJIH C TIOJIyYEHUEM TPET-OyTHII
3-(((rerparunpodypaH-3-mi1)aMUHO )METHI ) TUPPOIHINH- | -kapOOKCcHIIaTa, KOTOPBI HCIIOJB30BAIM O€3 JOIOJI-
HHUTENbHOH ouncTKH. MS m/z 271,4 [M+H]".

Cramus 2. 3-(((Terparumpodypan-3-nia)aMUHO )METHI ) TUPPOTUANH- | -kapOokcHIaT co craauu 1 pacTBo-
psima B CH,Cl, (2 mut) m 3ateM mobasisiu TpudropykcycHyro kuciorty (0,5 mur). PeaknnoHHy0 cMech mepeme-
IIMBAJIH MIPU KOMHATHOW TeMIIepaType B TeUeHHE | 9 U 3aTeM KOHIEHTPHUPOBAIIN B YCIOBUSIX BEICOKOTO BaKyyMa
¢ nonydeHueM N-(TTUPPOTUANH-3-HIMETIIT)TeTparuapodypan-3-aMuaa, KOTOPBIH UCTIOIB30BAIH 0€3 JIOIOJIHHU-
TenbHOM ouncTkh. MS m/z 171,3 [M+H]".

C HCIIONMB30BaHUEM ONMCAHHOHN MPOIETYPHl MOKHO ITOJIYYHUTh JOTOTHUTEIFHBIA COCTUHEHNS, OIMCAHHbIC
B HACTOSIIEH 3asBKE, MCIOJB3Ys IOIXOMSIIEe NCXOJHOE BEIIECTBO, IOAXOMSIINE PEareHThl U pEaKIHOHHbBIE
YCIIOBUSI, C TIOJTYYEHHEM COCIMHCHNH, TAKMX KaK COCANHEHUS, BBIOPaHHBIC H3:

CTpykTypa JaHHble

O~
%’“‘\O MS m/z 211,2 [M+HJ*

NH
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[Monyuenne ucxonHoro BemmecTsa: (R)-N-(TpeT-OyTHi)mupponuIus-3-aMuH

Bn Bn H
N N N
Q Cramus 1 D Cranms 2 D
NH, NH NH

A A

Cranmus 1. (R)-1-bensunmupponunun-3-amus (2,0 r, 11,3 Mmons), monekynspHble cuta (2,0 T) 1 aleToH
(4,2 M1, 57,0 MMOJTB) CMELIMBAIIM B COCY/JI€ [T MUKPOBOJIHOBOH 00paOOTKH M CMECh HarpeBajd B MUKPOBOJIHO-
Boit meun npu 60°C B TeueHue 4 4. MoJnekyysspHbIe CUTa OTPUIBTPOBBIBAIIN U KPACHBIH PACTBOP KOHIIEHTPUPO-
Bayn. HeounmenHoe kpacHoe macino pazoasmsutn THF (4,0 mir) u meuienno po6asisum 1,6 M pacTBop MeTHII-
muatust (8,7 mut, 14,0 MMoOITb) IpH KOMHATHOHM TemIiepaType. PeakimoHHYIO cMech IepeMenBaIi Py KOMHAT-
HOHM Temmeparype B TeucHue 4 4. PeaknnmoHHYI0 CMeCh 3aTe€M TachiId BOIOH M KCTParMpoOBaJIU IIPH ITOMOIIH
EtOAc u opranndeckuii cioit cynmum Hax Na,SO4 v koHIeHTpupoBad. OCTaTOK OYMIAINA XpomaTorpaduei
Ha cmiukareie ¢ ucrons3oBaaneM MeOH/CH,Cl, rpanuenta (0-30%), ¢ mocnenyromeii oOpamieHHO-(ha30BoH
OUYNCTKOH ¢ mcmoip3oBanueM rpaaueHta ot 10% ACN/H,O mo 100% ACN, c nomygennem (R)-1-6er3min-N-
(Tpet-OyTrm)mupponuanH-3-amuHa (0,2 T, 9% BBIX0M) B BUAE OECIIBETHOTO Macia.

Cramus 2. B kpyrinomonnyto konoy, coaepxkamntyio Pd(OH),/C, no6asnsiim MeOH (10 mi) ¢ mocnemyro-
muM no6asieHneM (R)-1-6en3un-N-(tper-OyTun)nupponunus-3-amuna (0,2 v, 0,9 MMonb) W pacTBOPHUTEND
6apOoTtupoBanu npu nomomy H, B redenne 5 mun. bamnon, coneprkamuii H,, 3aTemM nmoMemmany cBepxy KoiObl 1
PCaKIMOHHYIO CMECh OCTaBILSUM /IS IIEpEeMEIIMBaHUs B TEUEHHE 2 4 TPH KOMHATHOH Temmneparype. PactBop
¢unbTpoBanM yepe3 Llenut n 3aTeM KoHIEHTpHpOBaH ¢ nosrydeHueM (R)-N-(tper-OyTin)nupponuans-3-aMuHa
(0,12 1, 94% BBIXO[) B BUIC OCCIIBETHOTO MACIA.

'H SIMP (mertanon-d,) &: 4,23 (mkB., J=14,0, 7,2 T'u, 1H), 3,83 (nx, J=12,5, 9,0 I'n, 1H), 3,62-3,50 (M, 2H),
3,40-3,33 (m, 1H), 2,66-2,58 (M, 1H), 2,30-2,23 (m, 1H), 1,46 (c, 9H).

C nCToNb30BaHUEM ONMCAHHON MPOLEIYPBl MOXKHO ITOJyYUTh JOTIOJHUTENIBHBIN COCIMHEHHS, ONMCAHHBIC
B HACTOSIIECH 3asBKE, HCIOIB3YS MOAXOMSIIEE MCXOJHOE BEIECTBO, IMOAXOMAAIINE PEAareHThl U PEAKINOHHBIC
YCIIOBUSI, C OJTYYEHUEM COCIMHCHNH, TAKMX KaK COCANHEHUs, BRIOPAHHBIC 3!

CtpykTypa JanHble
o 'H SIMP (metanon-dy) 8: 4,23 (nxs., J= 15,0, 8,0 'y, 1H),
<j\ )< 3,83 (ngm, J= 12,9, 8,3 ', 1H), 3,62-3,52 (M, 2H), 3,40-3,33
N (M, 1H), 2,65-2,59 (m, 1H), 2,26 (nks., J= 16,3, 8,4 'y, 1H),
1,46 (c, 9H)

ITpumep 1. Tlonyuenue coequnenus 15
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Cramus 1. PactBop 3-(Metmntno)-1,2,4-rpuazuna (500 mr, 3,9 mmois) B 10 M CH,Cl, oxnaxxnanmm Ha 6a-
HE ¢ JensHol Bomoi u nobaBnsim m-CPBA (958 mr, 3,9 mMons). Peakimonnyto cmech nepemerimBanu mpu 0°C
B Tedenne 1 4, moka CBOXX ananu3 He mokaszal, 9YTO UCXOJHOE BEIIECTBO IMOJHOCTHIO M3pacxoaoBaHo. Pac-
TBOPUTEIH YIS IPU NOHIKEHHOM JaBiieHHH 0e3 HarpeBanusa. OCTaToOK CHOBa pacTBOpsiM B 5 Mi n-BuOH,
nobasnsm N,2,2,6,6-ienTameTimunepunni-4-amud (1,0 T, 5,9 MMOITIb) ¥ pEakIMOHHYIO CMECh HarpeBaId 10
100°C B Teuenue 16 4. PeakIMOHHYIO CMECh OXJTAXKAAIH J0 KOMHATHOM TEMIIEPATyphl, PACTBOPUTEIH YAAISIIN
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IpU TOHIDKEHHOM JaBiieHnd. HeouwmeHnHslii nponykrt, N-metmn-N-(2,2,6,6-TeTpaMeTrinunepunt-4-mmi)-
1,2,4-Tpua3un-3-aMHH, UCIIOJIB30BAIM KaK TAKOBOW Ha CIIEAYIOLIEH CTalUuu.

Cramuss 2. N-Merun-N-(2,2,6,6-TeTpaMeTunnunepuana-4-un)-1,2,4-rpuasuH-3-aMuH, TOJYICHHBIH Ha
craguu 1, pactBopsui B 10 Mt MeOH u 5 mi Bogpl. Jlo6asmsmu 6pom (200 Mk, 3.9 MMOIB) U peaKkIIMOHHYIO
CMecCh NepeMemuBaiy B Teuenrue 30 MUH MpU KOMHATHO# Temmepatype, noka CBOXXX ananus He mokasai moJi-
HyI0 KOHBepchio. PacTBopuTenwm ymamsuid TMpH TOHIDKEHHOM paaBieHmd. OcTaTtok pactBopsiii B EtOAc
(20 Mu1) ¥ TIPOMBIBAIIA BOJIOH, 3aT€M HACHIIIEHHBIM COJIEBBIM PAacTBOPOM. OpraHWYECKHi CIIOW CYIIHUIN HaJ
Na,SO4, KOHIICHTPHUPOBAIM U OYWIIATK XpomaTorpadueld Ha CHIIMKareie, OJIIOHPYS C TPAIHUSHTOM
MeOH/CH,CI, (0 mo 30% MeOH), ¢ momydenueMm 6-0poM-N-MeTiin-N-(2,2,6,6-TeTpaMeTHIHATICP UIHH-4-HT)-
1,2,4-tpnazun-3-amuna (367 mr, 29%) B BUae KOPHYHEBATOTO TBEPAOTO BEIECTRA.

MS m/z 328,2, 330,3 [M+H]"; 'H SIMP (meranon-d,) 8: 8,46 (c, 1H), 5,15-5,32 (m, 1H), 3,10 (c, 3H), 2,04-
2,09 (m, 2H), 1,96-1,99 (M, 2H), 1,58 (c, 6H), 1,54 (c, 6H), NH He nHabmonamu.

Cranus 3. BricylmeHHy0 B 1e4n Kon0y cHa0ajau MarHWTHOW MELIAIKOHM W 3arpyxaiu B Hee 6-Opom-N-
MeTHa-N-(2,2,6,6-Terpamerwnmunepuana-4-mn)-1,2 4-tpuasun-3-amua -~ (40  wmr, 0,12 mmoms),  4-[3-
(meTokcumerokcu)-4-(4,4,5,5-terpameri-1,3,2-nuokcaboponan-2-min)denun]- 1 -reTparnaponupan-2 -ui-nupa-
301 (61 mr, 0,15 MmMonb), [1,1'-6uc-(mudenundocduno)dpepponen]| nuxnopmamiamuii(Il) (9 mr, 0,012 MMonb) 1
K,COs3 (51 mr, 0,37 MMoub). KonOy repMeTHYHO 3aKphIBAIA PE3WHOBBIM KOJITIAYKOM M 3aTEM BaKyyMHUPOBAIH H
CHOBa 3amoiHsu aproroM. Jlo6asmsumm auokcan (2 mur) u Boay (0,5 M) U peakIMOHHYIO CMECh HarpeBalld JI0
90°C B Teuenue 16 4. PeakmoHHYIO0 CMeCh OXJIKIAIN 0 KOMHATHON TeMIEpaTypbl, pa30aBisuin BOJOH U 9KC-
TparupoBanu rmpu nomoniu EtOAc. O0bequHeHHBIE OpraHuYeckue clion cymmin Haa Na,SO,4, KOHIIEHTPHUPOBa-
T TPU TOHWKEHHOM [ABICHHH ¥ OYHMINAIA KOJOHOYHON XpomaTorpaduei, Imoupys ¢ TpagueHTOM
MeOH/CH,CI, (0 mo 30% MeOH), ¢ noxydenuem 6-(2-(MeroxcumeTokcn)-4-(1-(rerparunpo-2H-nmpan-2-wmn)-
1 H-upazon-4-nn)pennn)-N-metmin-N-(2,2,6,6-TerpameTrimunepuana-4-un)-1,2,4-tpuasun-3-amuaa (41 wr,
63%) B BHIe KOPHYHEBATOTO TBEPAOTO BemecTBa. MS m/z 536,5 [M+H]".

Cramus 4. K pactBopy 6-[2-(MeTokcumeTokcH)-4-(1-TeTparnaponupan-2-uinnpasoin-4-mm)pennn]-N-
MeTHa-N-(2,2,6,6-teTpametin-4-numnepunn)- 1,2 ,4-tpuasun-3-amuna (41 mr, 0,077 mmons) 8 CH,Cl, (1 mit) 11 2
karentb MeOH no6aensiim HCl (4 monb/n) B 1,4-nuokcane (38 mxi, 0,15 mMons). PeakimonHyr0 cMech mepe-
MemuBaiy B Teuenue 5 4, noka CBOXXX ananu3 He mokaszan, 4To HCXOAHOE BEIECTBO MOJIHOCTHIO U3PACXOI0-
BaHO. PacTBopuTeNN ynansiy Npy MOHMWKSHHOM JIaBJICHUU M MPOAYKT OYUINAIH KOJOHOYHOM Xpomartorpaduet,
amonpys ¢ rpaguerrom CH,Cl,/MeOH (5 mo 30% MeOH). ITomyuamn 2-[3-[metnn-(2,2,6,6-TeTpamerni-4-
nunepuant)aMuHo |- 1,2 ,4-tpua3un-6-mi|-5-(1 H-upazon-4-wn)penom;aurunpoxmopun (24 wmr, 65%) B BuUme
KOPHUYHEBATOTO TBEPIOTO BEIECTBA.

MS m/z 408,5 [M+H]"; 'H SIMP (meranon-d,) 8: 9,11 (c, 1H), 8,03 (wmp.c, 2H), 7,84 (x, J=7,9 T'u, 1H),
7,25 (an, J=8,2, 1,9 I'u, 1H), 7,21 (7, J=1,9 I'n, 1H), 5,32-5,46 (M, 1H), 3,23 (c, 3H), 1,93-2,10 (M, 3H), 1,65 (c,
6H), 1,54 (c, 6H); 3Hs ne nabmomamu (2NHs u OH).
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C HCnoNb30BaHUEM MPOLETYPhl, OMUCAHHON AJisl ipuMepa 1, MOXKHO MOJIYYUTh JOTOJHUTEIbHBIE COeIU-
HEHUSI, ONIMCAHHbIE B HACTOSALIEH 3asiBKE, UCIOJIb3Ys MOIXO/AIIee UCXOAHOE BEIECTBO, OIXOASIINE PeareHThI
1 peaKIMOHHBIC YCIIOBUS, C ITOJYICHHEM COCTMHEHUH, TAKMX KaK COSTMHEHNs, BRIOPAHHbIE 13!
Coen. | ldaHHbie

10 MS m/z 422,5 [M+H]*; 'H AMP (DMSO-ds) 6: 11,78 (ump.c, 1H), 9,65 (¢, 1H),
9,43 (c, wup., 1H), 9,09 (c, 1H), 8,08 (1, J-8,5 ['y, 1H), 8,03 (c, 1H), 7,38-7,35
(m, 2H), 5,21-5,29 (m, 1H), 3,13 (c, 3H), 2,38 (c, 3H), 2,09 (1, J~12,0 Ty, 2H),
1,78 (n, J=12,0 T'y, 2H), 1,52 (¢, 6H), 1,51 (c, 6H)

50 MS m/z 4266 [M+H]"; 'H SIMP (DMSO-d;) 6: 11,64 (wup.c, 1H), 9,28 (wmp.c,
1H), 9,10 (¢, 1H), 8,22 (wup.c, 1H), 8,06 (¢, 1H), 8,00 (g, J= 8,0 'y, 1H), 7,56
(n, J= 8,0 'y, 1H),7,26 (g, J= 8,5 Ty, 1H), 7,24 (¢, 1H), 5,22 (1, J= 13,0 I'y,
1H), 3,11 (c, 3H), 1,94-2,07 (m, 2H), 1,77 (n, J— 10,0 Ty, 2H), 1,49 (c, 6H),
1,46 (¢, 6H), 1H u3 HCI conu

87 MS m/z 406,5 [M+H]*. 'H SIMP (mertanon-dy) &: 9,10 (¢, 1H), 8,02 (c, 2H),
7,84, (n, J—-8,09 T, 1H), 7,24 (1, J—8,00 ['y, 1H), 7,21 (¢, 1H), 6,00-5,56 (m,
1H) 3,74 (c, 3H), 3,12 (¢, 3H), 2,75-2,60 (M, 2H), 2,42-2,30 (v, 2H), 2,29-2,17
(M, 2H), 2,16-1,97 (M, 4H), 1,96-1,87 (M, 2H); 2NHs ne nabmronanu (NH u OH)
105 MS m/z 393,5 [M+H]"; TH AMP (metanon-dy) 8: 9,13 (¢, 1H), 8,77 (un, J=4,6,
1,5Tu, 1H), 8,41 (¢, 1H), 8,37 (n, /=7,3 'y, 1H), 7,47 (¢, 1H), 7,40 (azx, /=38,2,
4,6 Ty, 1H), 5,36-5,48 (M, 1H), 3,26 (c, 3H), 1,95-2,09 (m, 4H), 1,65 (¢, 6H),
1,55 (¢, 6H); 2Hs ne nabmonanu (NH u OH)

125 MS m/z 426,6 [M+H]";, 'H SIMP (metaHon-dy) 6: 9,11 (c, 1H), 7,66-7,83 (m,
2H), 7,50 (wmp.c, 1H), 6,77 (r, J=2,7 T, 1H), 5,32-5,45 (v, 1H), 3,23 (c, 3H),
1,92-2,01 (m, 4H), 1,62 (c, 6H), 1,51 (c, 6H); 3Hs He nabmronanu (2 NHs u OH)

IIpumep 2. [lomydyenue coennuenus |
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Cranus 1. BricymeHHyro B reun Kon0y cHa0Xajau MarHWTHOW MELIAIKOH W 3arpyxaiu B Hee 6-Opom-N-
MeTHa-N-(2,2,6,6-TeTpamerin-4-unepunmn)- 1,2, 4-tpuasun-3-amua (80 wmr, 0,24 mmons), 2-[3-meTokcu-4-
(4,4,5,5-tetpameruin-1,3,2-quokcaboponan-2-un)penmn |-5-metmn-okcazon (92 wmr, 0,29 wmmoms), TeTpa-
kuc(tpudenmnpochun)mamranuii(0) (28 mr, 0,024 mmons) u Na,CO; (77,5 mr, 0,73 mmons). Konby repmernd-
HO 3aKpBIBAJIM PE3NHOBBIM KOJIMTAYKOM U 3aT€M BaKyyMHPOBAIHU M CHOBA 3aIlOJTHUINA aproHOM. J{00aBiIsin THOK-
cat (2 mi) u Boxy (0,5 M) u peakumoHHyI0 cMech HarpeBasi 1o 90°C B Teyenue 16 4. PeakumoHHyI0 cMech
OXJIKIAIH IO KOMHATHOW TeMIiepaTyphl, pa30aBisuid BOJOW W dKCTparupoBain npu momomu EtOAc. O6benu-
HEHHBIC OpTaHUYECKHe CIOM cyunuid Hag Na,SO,4, KOHISHTPHUPOBAIX MPH MOHKEHHOM JABICHUN W OYHIIAIN
KOJIOHOYHOM Xpomarorpadueii, amonpys ¢ rpagnearoM MeOH/CH,Cl, (0 mo 30% MeOH), ¢ monyuenuem 6-(2-
MeToKcH-4-(5-meTuiokcason-2-mi)penmn)-N-metnin-N-(2,2,6,6-rerpamerunnunepunua-4-mn)- 1,2, 4-rpuasus-3-
amuHa (38 mr, 36%) B BUJIe KOPHUHEBATOTO TBEPIOTO BemecTsa. MS m/z 437,5 [M+H]'.

Cragus 2. 6-[2-Metokcu-4-(5-metmnokcason-2-wn)permi |-N-metmi-N-(2,2,6,6-TeTpaMeTHI-4-numnepu-
qn)-1,2, 4-tpuazun-3-amus (38 mr, 0,09 mmons) B CH,Cl, (2 M) o6padatsiBanu npu momomu BBr; B CH,Cl,
(1 momns/n, 0,87 mur). PeakumoHHyI0 cMech NepeMeIInBall MPU KOMHATHOH TeMIiepaType B TeueHue 4 4, Mmoka
CBDXKX ananu3 He MOKa3aj, 4TO MCXOTHOE BEIICCTBO IMOJHOCTHIO M3pacxomoBaHo. Ocaliok (QHMIBTPOBAIH U
cymwin ¢ monyderueMm 2-(3-(metmi(2,2,6,6-TeTpaMeTHINHIIepUANH-4-1i1)aMuHO )- 1,2,4-Tpra3uH-6-mm)-5-(5-
METHIIOKCa30JI-2-1)deron ruapodbpomuaa (13 mr, 35%) B Buie opaHKeBOTO TBEPOTO BEIIECTBRA.

MS m/z 423,5 [M+H]"; "H SIMP (meranon-d,) &: 9,14 (c, 1H), 7,98 (x, J=8,2 ', 1H), 7,61 (u1, J=8,2, 1,6
I'm, 1H), 7,58 (&, J=1,6 I'u, 1H), 6,96 (7, J=1,3 T'n, 1H), 5,37-5,45 (M, 1H), 3,25 (¢, 3H), 2,46 (c, 3H), 1,98-2,05
(M, 4H), 1,66 (c, 6H), 1,55 (c, 6H); 2Hs He Habmonanu (NH u OH).

C ucnoip30BaHUEM IPOIENYPHI, OTIMCAHHON I IpUMepa 2, MOXHO TIOJyYUTh JOMOTHUTEIBHBIC COCTH-
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HEHUSl, ONMCAHHbIE B HACTOSAIIEH 3asiBKE, UCIOJIb3Ys MOIXO/AIIee HCXOAHOE BEIIECTBO, OAXOASIINE peareHThI
U pEaKIIMOHHbIC YCIOBHSI, C TIOJYUYCHUEM COCMHCHUI, TAKUX KaK COCAMHCHUS, BEIOPaHHBIC U3:
Coen. Nanubie

17 MS m/z 4083 [M+H]"; 'H AMP (metanon-dy) 6: 8,33 (n, /=2,1 'y, 1H), 7,74-
7,81 (m, 2H), 7,37-7,48 (m, 2H), 6,57 (c, 1H), 6,03 (c, 1H), 4,46-4,59 (m, 1H),
3,21 (¢, 3H), 2,06-2,30 (m, 4H), 1,66 (c, 6H), 1,62 (c, 6H); 2Hs He Habmronanu
(NH u OH).

368 MS m/z 438,5 [M+H]". 'H SIMP (metanon-d,): 9,11 (¢, 1H), 7,71 (¢, 1H), 7,40
(n, J= 8,00 'y, 2H), 7,32 (», J= 8,50 'y, 2H), 7,31 (¢, 1H), 6,80 (¢, 1H), 5,51
(¢, 3H), 5,36-5,39 (m, 1H), 4,01 (c, 3H), 1,96-2,05 (M, 4H), 1,66 (c, 6H), 1,54
(c, 6H)

376 MS m/z 410,5 [M+H]". 'H IMP (meranon-d,): 8,89 (c, 1H), 8,06 (c, 2H),
6,85-6,91 (m, 2H), 4,31-4,26 (m, 1H), 4,25-4,17 (m, 1H), 4,02-3,96 (m, 1H),
3,93 (¢, 3H), 3,81-3,75 (m, 2H), 2,71-2,60 (m, 1H), 2,33-2,24 (M, 1H), 1,50 (c,
9H); 3Hs ne nabmonanu (2NHs u OH)

ITpumep 3. [lomydyenue coenunenus 16

OH OTf
Nw Cramms 3 NWQ/ Cragmsa 4
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Cranus 1. BricymeHHyro B reun KonOy cHa0ajau MarHWTHOW MELIAIKOHM W 3arpyxaiu B Hee 6-Opom-N-
MeTHa-N-(2,2,6,6-terpametin-4-numnepunmn)- 1,2, 4-tpuasun-3-amud (450 mr, 1,37 MMOIB), TPUH30MPOIHI-[3-
(MeTokcumeTokcn)-4-(4,4,5,5-rerpametui-1,3,2-quokcadoponan-2-mwi)peHoked jcunan (658 mr, 1,51 mMmonb),
[1,1'-6uc-(mudernndocuno)dbepponeH]muxmopnammaauit(Il) (102 wmr, 0,14 mmoms) m K,CO; (383 wr,
2,74 MmMoib). KonmOy repMeTHYHO 3aKphIBal PE3WHOBBIM KOJITAYKOM M 3aT€M BaKyyMHPOBAIHM M CHOBA 3aIloJI-
HsH aproHoM. [lo6aBisiin auokcaH (4 mur) u Boxy (1 mMir) m peakunoHHyIo cMech HarpeBaim 10 90°C B Teuenue
16 4. PeakIMOHHYIO CMECh OXJIaXKIaal 0 KOMHATHOW TeMIIepaTyphl, pa30aBIsin BOAOH (5 MIT) M dKCTparupo-
Banu ripu momonu EtOAc. OObennHeHHBIE OpraHudecKue ciion Cynmami Haj Na,SO,, KOHIIEHTPUPOBAIM TIPH TTOHU-
JKEHHOM JTaBJICHWH M OYHIIIAIN KOJIOHOYHOH XpomaTorpadmueii, amonpys ¢ rpaguearom MeOH/CH,Cl, (0 no 30% Me-
OH), ¢ mnonydeHWeM HEOUHMIIEHHOTO 6-(2-(METOKCUMETOKCH)-4-((TpHUH30MPOTTICHITII)OKCH)eHmT)-N-MeTri-N-
(2,2,6,6-Terpamerrmmimnepuana-4-1)-1,2,4-tpraszus-3-amuHa (316 mr, 41%) B Brie KOPHYIHEBATOTO TBEPIOTO BEIIIECT-
Ba. MS m/z 558,6 [M+H]".

Cranus 2. K pactBopy 6-[2-(MeTOKCHMETOKCH)-4-TpHuu3ompormwicuiniokcu-penm]-N-metnin-N-(2,2,6,6-
TerpaMeTHiI-4-nunepunmn)-1,2,4-tpuasun-3-amuna (316 mr, 0,57 mmons) B 6e3BogHom THF (2 mir) noGasmsin
1,0 M pacteop TBAF B THF (1,1 M1, 1,1 MMons). Peakiionnyto cMech nepeMeriBaiy pyu KOMHATHOM TeMIle-
patype B Teuenue 10 mun noka TCX aHanu3 He mMokasal, YTO UCXOJHOE BEIIECTBO MOJHOCTHIO U3PACXOA0BAHO.
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PacTBopuTeNns ynansui npyu NOHIKEHHOM JaBJICHHH M OCTaTOK OYHIIAIHN KOJIOHOYHOM XpoMaTorpadueid, 31ron-
py# ¢ rpaguearom MeOH/CH,Cl, (0 no 30% MeOH), ¢ nonryyennem 3-(MeTokcumeTokcH )-4-(3-(metuin(2,2,6,6-
TeTpaMeTWINHIIEpUANH-4-1T)aMIHO)- 1,2 ,4-Tprazun-6-mn)penona (156 wmr, 69%) B Buae KENTOBATO-
KOPHUYHEBOTO Macla.

Cramus 3. K pactBopy 3-(MeTokcmMeTokcn)-4-(3-(metnn(2,2,6,6-TeTpaMeTIIITUTIEPUTNH-4-1T)aMUHO )-
1,2,4-tpuazun-6-un)penona 8 CH,Cl, (3 M) mobasmsimu N, N-6uc-(tpudTopmeTricynbdonwmt)anmwimH (280 mr,
0,78 mmoms) 1 E;N (0,16 mur, 1,2 MMois). PeakiimoHHyI0 cMech IepeMennBaii B Teuenne 16 4, moka CBOXX
aHaIM3 He MOKa3all MOJHYI0 KOHBEPCHIO. PacTBOpHTENb yAAsUN TIPH MOHKEHHOM JIaBJICHUH, OCTATOK OYHIIIA-
JIM KOJIOHOYHOH XpoMmartorpadueil Ha cuimkarene, simoupys ¢ rpaaueatoM EtOAc/rekcan (30-100% EtOAc), ¢
noxydyeHueM 3-(MetokcumeTokcn)-4-(3-(metmin(2,2,6,6-TeTpaMeTHIUNepUaANH-4-1m1)aMuHO)-1,2,4-Tpra3un-6-
un)denun Tpudropmerancyibdonata (154 mr, 74%). MS m/z 534,4 [M+H]".

Cramust 4. BrlcymenHyo B meyd KojiOy CHaOKaqu MarHMTHOM MEIIaJKOH W 3arpyxaiu B Hee 3-
(meTokcumeTokcH)-4-(3-(metnn(2,2,6,6-TeTpame THIIIHIIEpUANH-4-1IT)aMUHO)- 1,2 ,4-TpraznH-6-min)penun tpud-
topmeTtancynbponar (51 wmr, 0,096 wmmonse), 1-merun-4-(4,4,5,5-terpamerui-1,3,2-nrokcadboponas-2-
wn)rmmpazon ( 24 wmr, 0,12 mwmons), [1,1'-Ouc-(mudenundocduno)dpepponeH|auxnopnamnaauii(Il) (7 wr,
0,01 mmoms) u K,CO; (40 mr, 029 Mmmons). KonOy repMeTHaHO 3aKpBIBaId PE3UNHOBBIM KOJITIAYKOM M 3aTEM Ba-
KYyMHPOBAIH U CHOBA 3aIOJIHSITN aproHoM. Jlo6asisumn nuokcad (2 mi) u Boay (0,5 M) ¥ peakIMOHHYIO CMECh
HarpeBany 10 90°C B TeueHue 16 4. PeakunoHHyIo cMech OXJIaXKAaI 0 KOMHATHOH TeMIiepaTyphl, pa30aBisiin
BOOH M dKcTparupoBany rpu nomonu EtOAc. O0bearHEeHHbIE OpraHrnYeckre cion cymin Hag Na,SO,4, KoH-
[EHTPHPOBAIH TIPH MMOHKECHHOM JIaBJICHUH W OYHIIAIN KOJIOHOYHOI XpoMmatorpaduel, SIoupyst ¢ rpaueHTOM
MeOH/CH,Cl, (0 mo 30% MeOH), c¢ mnomydenuem 6-(2-(MeTokcumerokcu)-4-(1-merun-1H-mmpazon-4-
i) denmn)-N-metn-N-(2,2,6,6-teTpamerinunepuaua-4-mn)- 1,2 4-tpuasun-3-amuna (40 mr, 90%). MS m/z
466,6 [M+H]".

Cramus 5. K pactBopy 6-(2-(MeTokcumerokcn)-4-(1-merun-1H-nmpazon-4-un)pennn)-N-metun-N-
(2,2,6,6-rerpamernnnunepuaun-4-mn)-1,2 4-rpuazun-3-amuna (40 mr, 0,086 mmoins) B CH,Cl, (1 M) mobasisi-
mu 2 karun MeOH n HCI (4 monb/n) B 1,4-nnokcane (43 Mk, 0,17 MMoitp). PeakiimoHHyI0 cMech IepeMennBa-
JM B TedyeHHe 16 4 Impyu KOMHATHOH TemIiieparype. PacTBOpHTeNN ynansuiv Mpy MOHWKEHHOM JaBJICHHH H TPO-
IYKT OYMINANN KOJIOHOYHOW XpomaTtorpadueit, smoupys ¢ rpaguentom MeOH/CH,CI, (5 mo 30% MeOH), ¢
nmonmydeHueM  2-(3-(metmin(2,2,6,6-TeTpaMeTIIITATIEPUINH-4-11)aMUHO )- 1,2 ,4-Tpra3uH-6-mn)-5-(1-metun-1H-
nupasoi-4-mi)deHona.

MS m/z 422,5 [M+H]"; 'H SIMP (meranon-dy) 8: 9,37-9,43 (M, 1H), 8,10 (¢, 1H), 7,94 (c, 1H), 7,64 (x,
J=8,2 T'n, 1H), 7,24 (am, J=8,5, 1,8 I'u, 1H), 7,19 (7, J=1,8 I'y, 1H), 5,36-5,48 (m, 1H), 3,97 (c, 3H), 3,16 (c, 3H),
2,00-2,15 (m, 4H), 1,64 (c, 6H), 1,58 (¢, 6H); 2Hs ne nabmoxamm (OH u NH).
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C HCMoNb30BaHUEM TMPOLEAYPhl, OMUCAHHON AJIsl IpUMepa 3, MOXKHO MOJIYYUTh TOTIOTHUTEIbHBIE COeIU-
HEHUSsI, ONIMCAHHbIE B HACTOSALIEH 3asiBKE, UCIOJIBb3Ys MOIXOAIIee UCXOAHOE BEIIECTBO, OIXOASIINE PeareHThI
1 peaKIMOHHBIC YCIIOBUS, C ITOJYICHHEM COCTMHEHUH, TAKMX KaK COSTMHEHNs, BRIOPAHHBIE U3:
Coen. Nannbie

8 MS m/z 419,2 [M+H]"; 'H AMP (DMSO-dy) 6: 11,25 (ump.c, 1H), 9,09 (c, 1H),
8,58-8,71 (m, 2H), 8,00 (1, /=83 I'n, 1H), 7,65-7,76 (m, 2H), 7,41-7,43 (m, 1H),
7,40 (¢, 1H), 5,10-5,32 (m, 1H), 3,13 (¢, 3H), 1,98 (1, J=13,0 'y, 2H), 1,82 (ax,
J=13,0, 3,7 T'y, 2H), 1,50 (¢, 6H), 1,45 (c, 6H); 1H He Habmomamu (NH unu
OH).

9 MS m/z 433,3 [M+H]*; 'H IMP (DMSO-dj) &: 9,08 (¢, 1H), 8,51 (1, /=5,1 T,
1H), 7,99 (n, J=8,1 T'y, 1H), 7,54-7,63 (m, 1H), 7,49 (mn, J=5,1, 1,5 'y, 1H),
7,38 (an, J=8,1, 1,5 T, 1H), 7,35-7,36 (m, 1H), 5,11-5,32 (m, 1H), 3,08 (c, 3H),
2,54 (¢, 3H), 1,54 (an, J=12,1, 3,4 T'n, 2H), 1,47 (1, J=12,1 T, 2H), 1,24 (c,
6H), 1,10 (c, 6H); 2Hs ne nabmomanu (NH u OH).

60 MS m/z 420,6 [M+H]";, 'H SIMP (metanon-d,) 6: 9,61 (¢, 1H), 9,28 (wwup.x,
J=5,2Twu, 1H), 9,16 (¢, 1H), 8,10 (wwup. an, J=5,6, 2,5 'y, 1H), 8,07 (g, J=7,9
I'u, 1H), 7,52 (nxn, J=8,4, 1,7 I'u, 1H), 7,49 (n, J=1,8 T'y, 1H), 5,35-5,48 (m,
1H), 3,25 (c, 3H), 1,95-2,09 (v, 4H), 1,66 (c, 6H), 1,56 (c, 6H); 2Hs He
HaOmoganu (NH u OH)

61 MS m/z 434,6 [M+H]"; 'H SIMP (meTanou-dy) 6: 9,39 (c, 1H), 9,13 (c, 1H), 8,04
(umwmp.x, J=7,9 Ty, 1H), 7,95 (¢, 1H), 7,37-7,53 (m, 2H), 5,29-5,46 (M, 1H), 3,21
(c, 3H), 2,78 (c, 3H), 1,67-1,85 (m, 4H), 1,47 (¢, 6H), 1,35 (¢, 6H); 2Hs He
Habmonam (NH u OH)

70 MS m/z 419,1 [M+H]"; 'H IMP (DMSO-dj) 6: 9,08 (¢, 1H), 8,91 (¢, 1H), 8,59
(n, J=4,0 Ty, 1H), 8,09 (», /= 8,0 ', 1H), 7,98 (n, J= 8,0 'y, 1H), 7,48-7,52
(M, 1H), 7,30-7,33 (m, 2H), 5,19 (wup.c, 1H), 3,08 (c, 3H), 1,45-1,55 (v, 4H),
1,11 (¢, 6H), 1,24 (c, 6H); 2Hs ne nadmonanu (OH u NH)

74 MS m/z 423,5 [M+H]"; 'H SIMP (metaton-d,) &: 9,11 (c, 1H), 7,82 (n, J=8,4
'y, 1H), 7,69 (¢, 1H), 7,54 (1, J=1,1 T'w, 1H), 7,34-7,39 (m, 2H), 5,33-5,42 (m,
1H), 3,77-3,83 (M, 3H), 3,21 (c, 3H), 1,84-1,99 (M, 4H), 1,59 (wwup.c, 6H), 1,47

(wmp.c, 6H); 1H e nabmromanu

77 MS m/z 392,5 [M+H]". 'H SIMP (metanon-d,): 8,41 (c, 2H), 7,66 (an, J= 8,32,
1,60 'y, 1H), 7,31 (7, J= 8,33 I'y, 1H), 7,28 (¢, 1H), 6,00 (c, 1H), 5,98 (¢, 1H),
3,1 (¢, 3H), 2,58-2,51 (m, 1H), 2,39-2,06 (M, 9H), 2,07-1,88 (m, 1H), 1,89-1,76
(m, 1H); 3Hs He Habmomanu (2NHs u OH)
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78

MS m/z 364,4 [M+H]+. 'H AMP (metanon-d,): 8,91 (c, 1H), 7,90 (¢, 2H), 7,72,
(n, J=8,09 T'w, 1H), 7,12 (n, J=8,00 ', 1H), 7,09, (c, 1H), 4,11-4,07 (m, 1H),
4,00-3,96 (m, 2H), 2,39-2,35 (M, 2H), 2,29-2,25 (M, 4H), 2,17-2,01 (M, 4H); 2Hs
He HaOmonanu (OH u NH)

86

MS m/z 420,2 [M+H]", 'H SIMP (DMSO-d;) &: 9,21 (¢, 1H), 9,15 (c, 2H), 9,10
(c, 1H), 8,36 (wmp.c, 1H), 8,00 (», J= 8,4 I'y, 1H), 7,38-7,42 (m, 2H), 5,23
(wwp.c, 1H), 3,11 (¢, 3H), 1,81-1,89 (v, 2H), 1,67-1,71 (m, 2H), 1,41 (c, 6H),
1,33 (c, 6H); 1H ne nadmopamu (OH nnu NH)

103

MS m/z 434,3 [M+H]"; 'H SIMP (DMSO-d,) : 9,07 (c, 1H), 8,35 (c, 1H), 7,87-
7,90 (m, 1H), 7,50 (1, J— 8,8 I', 2H), 7,17-7,19 (v, 2H), 6,86 (1, J— 8,4 I'w,
2H), 5,21 (wwup.c, 1H), 3,10 (¢, 3H), 1,66-1,82 (m, 4H), 1,39 (c, 6H), 1,30 (c,
6H); 2Hs ue nadmonanu (OH u NH)

104

MS m/z 435,1 [M+H]"; 'H AMP (DMSO-d;) &: 9,07 (¢, 1H), 7,89 (n, /= 8,4 'y,
1H), 7,84 (um, J— 9,6, 2,8 Tww, 1H), 7,75 (1, J— 2,8 T'w, 1H), 7,17 (ux, J— 8,0,
1,6 'y, 2H), 7,13 (n, J= 1,6 'y, 2H), 6,44 (1, J= 9,2 'y, 1H), 5,19 (mp.c, 1H),
3,17 (c, 3H), 1,48-1,58 (m, 4H), 1,27 (¢, 6H), 1,14 (c, 6H); 1H e Habmomamm
(OH nnu NH)

124

MS m/z 422 4 [M+H]"; 'H AMP (metanon-d,) 8: 9,11 (ump.c, 1H), 7,88 (mmp.x,
J=58 T, 1H), 7,52 (1, J=1,5 T, 1H), 6,94-7,09 (m, 2H), 6,42 (1, J=1,5 T,
1H), 5,24-5,42 (m, 1H), 3,94 (c, 3H), 3,16 (c, 3H), 1,70 (an, J-12,5, 3,4 'y,
2H), 1,62 (t, J=12,5 I'y, 2H), 1,38 (¢, 6H), 1,26 (¢, 6H); 2Hs He Habmonanu
(NH u OH)

131

MS m/z 458,7 [M+H]"; 'H SIMP (DMSO- d) &: 12,60 (mup.c, 1H), 11,30
(wmp.c, 1H), 9,08 (c, 1H), 8,28 (c, 1H), 7,60-8,00 (v, 3H), 7,52 (wup.c, 1H),
7,28-7,31 (m, 2H), 5,21 (mup.c, 1H), 3,15 (c, 3H), 1,35-1,55 (v, 4H), 1,24 (c,
6H), 1,00 (c, 6H)

176

MS m/z 473,3 [M+H]"; 'H SIMP (DMSO-d) 5: 9,09 (c, 1H), 8,90 (1, /- 2,0'w,
1H), 8,51 (1, J= 2,0 I'u, 1H), 8,38 (ump.c, 2H), 8,23 (c, 1H), 7,98 (z, J= 6,0
T, 1H), 7,34-7,36 (v, 2H), 5,21 (m, 1H), 4,11 (c, 3H), 3,17 (¢, 3H), 1,60-1,70
(M, 4H), 1,33 (¢, 6H), 1,15 (c, 6H)

177

MS m/z 472,3 [M+H]"; 'H AMP (DMSO-ds) 6: 9,09 (c, 1H), 8,40 (c, 1H), 8,12
(c, 1H), 8,05 (c, 1H), 7,95 (n, J= 8,8 'y, 1H), 7,74 (c, 2H), 7,30-7,32 (m, 2H),
5,21 (m, 1H), 4,08 (¢, 3H), 3,10 (¢, 3H), 1,63-1,78 (m, 4H), 1,37 (c, 6H), 1,27
(c, 6H); 1H ne nadmopmamu (OH nnu NH)

188

MS m/z 462,5 [M+H]"; 'H SIMP (metanon-dy) 6: 9,09 (c, 1H), 7,82-7,87 (m,
1H), 7,18 (1, J=7,9 I'y, 1H), 7,15 (1, J=7,6 ', 3H), 6,90 (n, J=7,9 T'1y, 1H),
6,00 (c, 2H), 5,29-5,44 (m, 1H), 3,19 (c, 3H), 1,84-1,96 (m, 4H), 1,56 (c, 6H),
1,44 (c, 6H); 2Hs ue nabmonanu (NH u OH)

352

MS m/z 395,2 [M+H]*; 'H AMP (DMSO-ds) &: 8,98 (c, 1H), 8,41 (wwup.c, 1H),
8,25 (¢, 1H), 7,96 (m, J=8,0 'y, 1H), 7,62 (n, J= 1,6 'y, 1H), 7,54 (mxn, J= 8,0,
1,6 Tw, 1H), 7,41 (¢, 1H), 4,38 (wup.c, 1H), 1,98 (1, J= 1,6 'y, 2H), 1,39-1,54
(M, 2H), 1,27 (¢, 6H), 1,02 (c, 6H), 2Hs He rabmonam (OH u NH)
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Cramus 1. Cycnen3uio 3-(MeTOKCHMETOKCH)-4-(3-(Metnn(2,2,6,6-TeTpaMeTIIITUTICPUTNH-4-1T)aMHUHO )-
1,2,4-tpuazun-6-un)penun tpudropmerancynbponara(30 wmr, 0,056 mmonb, 1,0 2kB.), B,Pin, (20 wr,
0,078 mmomsb, 1,4 skB.), Pd(dppf)Cl, (4,6 mr, 0,0056 MmMoib, 0,1 3kB.) u cyxoro KOAc (16 mr, 0,168 MMob,
3,0 akB.) B auokcane (0,9 M) 6apboTupoBanu aproHom B Teuenue 10 muH, 3aTeM HarpeBasn g0 90°C B aTMo-
cthepe apron B TeueHue 2 4, MOCIE dTOTO HAOIIOAAHN TIOTHYIO KOHBEPCHIO B 6-(2-(MeTokCcuMeTOoKCH)-4-(4,4,5,5-
terpameTni-1,3,2-nnokcabopoinan-2-wi)pennn)-N-metun-N-(2,2,6,6-trerpamerunnunepunni-4-mn)-1,2,4-tpua-
3UH-3-aMHH. PeakninoHHyI0 cMech 3aTeM OXJIaXKJaJld 10 KOMHATHOW TeMIIepaTypsl U UCHOIb30BAIH HEMOCPE-
CTBEHHO Ha CIIeAyIoILel cTaauu.

AnprepHaTHBHO, 6-(4-X70p-2-(MeToKcHMeTOKCH)penun)-N-metnin-N-(2,2,6,6-TeTpaMe THIAUIepu InH-4-
win)-1,2,4-Tpua3uH-3-aMiH MOXKHO HCIIOJB30BaTh B BHJIE HCXOAHOTO BemiecTBa mis cramuu 1. XPhos Pd G3
(10 m0m.%) MOXHO HCIONIB30BaTh B KAUECTBE KAaTAIM3aTOPa B STOM CIIydae, B OCTAJIBHOM CIEIys OMHCAaHHON
BBIIIE TIPOLIEyPE.

Cramus 2. K cmecu co cragum 1 go6asmsum Bogd. K,COs (85 Mk, 2M, 3,0 skB.), 4-0pom-2-metun-2H-
1,2,3-tpuazon (13,6 mr, 0,084 mmons, 1,5 axB.) u Pd(dppf)Cl, (4,6 mr, 0,0056 mmoms, 0,1 5kB.). CMech 3aTeM
Harpesaiu 110 95°C B atMocdepe aprona B TeueHue 12 4. PeaknnoHHyI0 cMech OXJIaXKIalu 10 KOMHAaTHOH TeM-
nepaTypsl, ¢pmisTpoBasd depes Llenur (mpomsBamm npu momomu 10% MeOH/CH,Cl,), KOHIIEHTpUpOBAIH U
OYMINAIKA KOJIOHOYHOH xpomartorpadueii, smoupys cmecbto MeOH/CH,Cl, (5-15% MeOH), ¢ momyuenuem 6-
(2-(meTokcumeTokcn )-4-(2-metun-2H-1,2,3-tprazon-4-wmm)dpenmn)-N-metnn-N-(2,2,6,6-TeTpaMe THITTUIIC U I H-
4-nm)-1,2,4-Tpua3uH-3-aMiUHA, KOTOPHIH MCIOJIB30BAJIM Ha CIEAYIONMEH cTaanu 6e3 TOMOIHUTEIbHONW OYHUCTKH.

Cramusts 3. 6-(2-(Merokcumerokcn)-4-(2-metnn-2H-1,2,3-rpuazon-4-mn)penmn)-N-metnn-N-(2,2,6,6-
TeTpaMeTHINUIEepUANH-4-11)-1,2,4-Tprasun-3-aMmul co craguu 2 pactBopstin B MeOH (0,5 mir), 3aTem no6as-
st HCI (0,5 mit, 4 M B inokcane). PacTBop nepemerinBaiy pu KOMHATHOHW TeMriepaType B Tedenue 30 MuH.
PeaknnoHHYI0 cMech KOHLEHTPHUPOBAJIM M OYMINAIM KOJOHOYHOW Xpomarorpadued, 3IoUpysl CMECHIO
MeOH/CH,Cl, (10-30% MeOH), ¢ nomyuennem 2-(3-(metmn(2,2,6,6-TeTpaMeTHIIIHIICPUINH-4-1IT)aMHHO)-
1,2,4-tpuazun-6-mn)-5-(2-metun-2H-1,2,3-tpuazon-4-mr)penona (11,5 mr, 50% 3a 3 cramum).

MS m/z 423 3[M+H]" 'H SIMP (meranon-d) 8: 9,12 (c, 1H), 8,04 (c, 1H), 7,87-7,96 (M, 1H), 7,42-7,51 (m,
2H), 5,36-5,45 (M, 1H), 4,25 (c, 3H), 3,23 (c, 3H), 1,90-2,07 (M, 4H), 1,65 (c, 6H), 1,53 (c, 6H); 2Hs ne Habmt0-
nama (NH u OH).
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C HCMoNb30BaHUEM TMPOLEAYPhl, OMUCAHHON AJisi ipuMepa 4, MOXKHO MOJIYYUTh JOTIOTHUTEIbHBIE COeIU-
HEHUSI, ONIMCAHHbIE B HACTOSALIEH 3asiBKE, UCIOJIb3Ys MOIXO/AIIee UCXOAHOE BEIECTBO, OIXOASIINE PeareHThI
1 peaKIMOHHBIC YCIIOBUS, C ITOJYICHHEM COCTMHEHUH, TAKMX KaK COSTMHEHNS, BRIOPAHHbIE 13!
Coen. Jaunbie

2 MS m/z 450,2 [M+H]*; 'H IMP (DMSO- dj) 6: 9,07 (¢, 1H), 8,87 (n, /=1,0 Ty,
1H), 8,35 (c, 1H), 7,99 (x, /8,3 T, 1H), 7,84 (n,J=1,7 Ty, 1H), 7,75 (1, J-8.3,
1,7y, 1H), 7,48 (n, J=1,0 T'y, 1H), 5,13-5,30 (M, 1H), 3,99 (¢, 3H), 3,09 (¢, 3H),
1,59 (g, /=7,8 T'y, 4H), 1,29 (c, 6H), 1,17 (¢, 6H); 1H nwe Habmonam (NH unu
OH).

3 MS m/z 449,2 [M+H]*; 'H AMP (DMSO- ds) &: 9,07 (¢, 1H), 8,33 (¢, 1H), 8,25
(n, J=5,4 Tu, 1H), 7,97 (n, J=8,1 I'y, 1H), 7,33-7,40 (M, 2H), 7,30 (ag, J=5,4,
1,5 T, 1H), 7,09 (1, J=0,9 T, 1H), 5,11-5,32 (m, 1H), 3,90 (c, 4H), 3,10 (¢, 3H),
1,60-1,79 (m, 3H), 1,35 (c, 6H), 1,25 (¢, 6H); 1H ne Habmoganu (NH nmn OH).
4 MS m/z 409,1 [M+H]"; 'H SIMP (DMSO-ds) &: 11,33 (mmp.c, 2H), 9,06 (c, 1H),
8,37 (c, 1H), 7,94 (n, J=8,2 T, 1H), 7,50 (n, J=1,6 T'w, 1H), 7,45 (an, J=8.2, 1,6
I'm, 1H), 5,05-5,34 (m, 1H), 3,08 (c, 3H), 1,54 (mn, J=12,0, 3,7 I'n, 2H), 1,48 (T,
J=12,0Tw, 2H), 1,24 (¢, 6H), 1,11 (¢, 6H); 1H ne Hadmroxanu (NH uau OH).

5 MS m/z 435,2 [M+H]"; H AMP (DMSO- ds) 8: 11,65 (wup.c, 1H), 11,12 (wup.c,
1H), 9,06 (c, 1H), 8,80 (mwup.c, 1H), 7,94 (n, J=8,3 T'u, 1H), 7,47 (n, J=6,8 I'Ly,
1H), 7,28 (an, J-8,3, 1,7 Ty, 1H), 7,25 (, J=1,6 Ty, 1H), 6,56 (x, J=1,6 T'w,
1H), 6,48 (an, J=6,8, 1,6 'y, 1H), 5,06-5,35 (M, 1H), 3,34 (¢, 3H), 1,75-2,02 (m,
4H), 1,48 (c, 6H), 1,40 (c, 6H).

6 MS m/z 422,2 [M+H]"; 'H SIMP (DMSO- d) &: 9,06 (c, 1H), 8,38 (wup.c, 1H),
7,86 (n, /=8,2T'y, 1H), 7,82 (c, 1H), 7,10 (n, J=1,6 I'y, 1H), 7,07 (nx, /=8,2, 1,6
I'u, 1H), 5,07-5,28 (m, 1H), 3,10 (c, 3H), 2,41 (c, 3H), 1,85 (1, J=12,5 T'y, 2H),
1,69 (an, J=12,5, 3,5 Ty, 2H), 1,41 (c, 6H), 1,33 (c, 6H); 2Hs e Habmonau
(NH u OH).

7 MS m/z 409,3 [M+H]"; 'H SIMP (DMSO- d;) &: 9,02 (c, 1H), 8,25 (c, 1H), 8,00
(n, J=8,2 T, 1H), 7,60 (c, 1H), 7,56 (n, J-8,2 'y, 1H), 7,41 (c, 1H), 5,09-5,37
(M, 1H), 3,08 (¢, 3H), 1,41-1,61 (M, 4H), 1,24 (c, 6H), 1,11 (c, 6H); 2Hs ne
Habmomamu (NH u OH).

12 MS m/z 426,4 [M+H]"; 'H SIMP (metanon-dy) 5: 9,09 (c, 1H), 7,97 (1, J= 2,0 T'w,
1H), 7,84 (», J=8,5 'y, 1H), 7,22-7,20 (m, 2H), 5,36 (a1, J=17,0, 9,0 'y, 1H),
3,20 (c, 3H), 1,96 (m, J=8,0 I'y, 4H), 1,61 (c, 6H), 1,50 (c, 6H); 3Hs ne
nabmomanu (2NHs 1 OH).
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18

MS m/z 440,3 [M+H]"; 'H SIMP (metaton-dy) 5: 9,10 (c, 1H), 7,93 (x, /-2,3 I'Ly,
1H), 7,85 (1, J=8,9 'y, 1H), 7,14-7,23 (m, 2H), 5,32-5,39 (m, 1H), 3,83 (c, 3H),
3,20 (c, 3H), 1,91-2,00 (m, 4H), 1,61 (c, 6H), 1,50 (c, 6H); 2H He Habmronanu
(NH u OH).

53

MS m/z 424,5 [M+H]*; 'H AMP (DMSO-d;) 6: 8,97 (¢, 1H), 7,82 (1, J= 8,09 'y,
1H), 7,52 (mn, J= 5,04, 0,92 T', 1H), 7,47 (an, J=3,51, 0,91 I'y, 1H), 7,22-7,17
(M, 2H), 7,09-7,07 (m, 1H), 5,21-5,08 (m, 1H), 3,03 (c, 3H), 2,00-1,66 (m, 4H),
1,38, (c, 12H); 2Hs ne nabmonanu (NH u OH)

54

MS m/z 438,5 [M+H]*; 'H AMP (DMSO-dy) 6: 9,05 (c, 1H), 7,89 (1, /= 8,09 T'ny,
1H), 7,37 (¢, 1H), 7,25 (nm, J= 8,24, 1,53 'y, 1H), 7,22 (c, 1H), 7,17 (c, 1H),
5,28-5,17 (m, 1H), 3,12 (c, 3H), 2,27 (c, 3H), 2,04-1,74 (m, 4H), 1,38, (c, 12H),
2Hs ue HaOmogamu (NH u OH).

MS m/z 4492 [M+H]"; "H SIMP (DMSO-d,) &: 9,06 (c, 1H), 7,94 (1, J- 8,0 ['w,
1H), 7,82 (1, J= 6,8 [y, 1H), 7,28-7,31 (m, 2H), 6,64 (1, J= 2,0 T, 1H), 6,55
(an, J=7,2,2,0 T, 1H), 5,23 (mup.c, 1H), 3,92 (c, 3H), 3,11 (c, 3H), 1,83-1,91
(M, 2H), 1,68-1,73 (m, 2H), 1,43 (¢, 6H), 1,37 (c, 6H); 2Hs He nabmonamu (OH 1
NH)

57

MS m/z 442,5 [M+H]+, 444,5 [M+2+H]*; 'H SIMP (metanon-d,) &: 9,09 (¢, 1H),
8,29 (c, 1H), 7,92 (n, J=11,0 Ty, 1H), 7,55-7,64 (m, 1H), 7,27-7,40 (m, 1H), 5,25-
5,42 (w, 1H), 3,17 (¢, 3H), 1,70 (nan, J=8.7, 5,3, 3,8 ', 2H), 1,60 (a1, J=14,6,
12,5 I'u, 2H), 1,40 (¢, 6H), 1,27 (¢, 6H); 3Hs ne nadbmonamu (2 NHs u OH)

MS m/z 425,5 [M+H]"; 'H SIMP (metanon-d,) 8: 9,14 (c, 1H), 7,98 (1, J=8,9 T,
1H), 7,95-8,00 (m, 1H), 7,92 (1, J=3,4 ', 1H), 7,67 (1, J=3,2 'y, 1H), 7,57-7,61
(M, 2H), 5,35-5,46 (m, 1H), 3,25 (¢, 3H), 2,01 (c, 4H), 1,66 (¢, 6H), 1,55 (¢, 6H),
1H ne nabmonanu (NH nmn OH)

62

MS m/z 423,6 [M+H]"; 'H SIMP (DMSO-ds) &: 9,04 (¢, 1H), 8,55 (¢, 1H), 7,92
(m,J=8,2TI'y, 1H), 7,66 (1, J= 1,5 T'y, 1H), 7,59 (an, J= 7.9, 1,5 I', 1H), 5,18-
5,29 (m, 1H), 3,94 (¢, 3H), 3,13 (c, 3H), 1,94-2,06 (m, 2H), 1,75-1,87 (m, 2H),
1,52 (c, 6H), 1,48 (¢, 6H); 2Hs He HaOmoaamu (OH u NH)

64

MS m/z 439,5 [M+H]*; 'H SIMP (DMSO-d;) &: 8,78 (c, 1H), 8,20 (c, 1H), 7,82
(n, J= 7,93 T, 1H), 7,40 (¢, 1H), 7,31 (n, J= 8,01, 1,60 T'y, 1H), 5,31-5,15 (m,
1H), 3,94 (¢, 3H), 3,11 (¢, 3H), 2,09-1,7 (M, 4H), 1,46 (¢, 12H);, 2Hs ne
Habmomnanu (NH u OH)
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65

MS m/z 426,5 [M+H]"; 'H AMP (metanon-d,) 6: 9,15 (c, 1H), 8,81 (c, 1H), 8,02
(n, J=17,9Tu, 1H), 7,65-7,70 (m, 2H), 5,34-5,47 (m, 1H), 3,25 (c, 3H), 1,96-2,03
(M, 4H), 1,64 (c, 6H), 1,53 (c, 6H); 2Hs ne nadbmoznanu (NH u OH).

66

MS m/z 440,5 [M+H]"; 'H AMP (xnopodopm-d) &: 9,12 (c, 1H), 8,00 (n, /=8,1
Ty, 1H), 7,96-8,04 (m, 1H), 7,57-7,62 (m, 2H), 5,29-5,46 (m, 1H), 3,22 (c, 3H),
2,69 (¢, 3H), 1,93-2,01 (m, 4H), 1,61 (¢, 6H), 1,50 (c, 6H); 1H He Habmromanu
(NH unu OH)

71

MS m/z 419,1 [M+H]"; 'H SIMP (DMSO-d;) &: 9,07 (¢, 1H), 8,69 (n, J= 4,4 T,
1H), 8,38 (wwmp.c, 1H), 7,94-7,98 (m, 2H), 7,87-7,92 (m, 1H), 7,78 (g, J= 1,6 I'y,
1H), 7,66 (an, J= 6,4, 1,6 T'y, 1H), 7,36-7,40 (m, 1H), 5,23 (wmp.c, 1H), 3,10 (c,
3H), 1,75-1,82 (v, 2H), 1,64-1,68 (m, 2H), 1,38 (c, 6H), 1,29 (c, 6H); 1H ne
nabsronami (OH win NH)

75

MS m/z 422,5 [M+H]*; '"H IMP (metanon-d,) &: 9,10 (¢, 1H), 7,84 (n, /=89 'y,
1H), 7,69 (c, 1H), 7,54 (1, J=1,1 T'w, 1H), 7,34-7,38 (m, 2H), 5,32-5,46 (m, 1H),
3,80 (¢, 3H), 3,21 (c, 3H), 1,87-1,98 (m, 4H), 1,59 (¢, 6H), 1,47 (c, 6H), 2Hs ne
nabmonanu (NH u OH)

76

MS m/z 422,4 [M+H]";, H AMP (meraron-d,) &: 9,00 (¢, 1H), 7,75 (n, J= 7,78
Ty, 1H), 7,52 (n, J= 2,29 T'u, 1H), 7,31 (¢, 1H), 7,29 (c, 1H), 6,55 (1, J= 2,29
Ty, 1H), 5,37-5,18 (v, 1H), 3,84 (c, 3H), 3,11 (c, 3H), 1,91-1,83 (m, 4H), 1,53 (c,
6H), 1,42 (c, 6H); 2Hs ne Habmoxam (NH u OH)

80

MS m/z 459,4 [M+H]*; 'H AIMP (mertanon-d,) 6: 9,15-9,18 (m, 1H), 9,10 (mmp.x,
J=13,3 T', 2H), 8,10-8,15 (m, 1H), 7,96 (1, J=9,0 T, 1H), 7,86 (c, 1H), 7,69-
7,72 (m, 1H), 7,63 (n, J=7,0 T'y, 1H), 5,35-5,46 (m, 1H), 3,25 (¢, 3H), 1,99-2,09
(M, 4H), 1,66 (c, 6H), 1,56 (c, 6H), 2Hs e nabmonanmun (NH u OH)

81

MS m/z 424,6 [M+H]"; 'H SIMP (metanon-d,) & 9,13 (¢, 1H), 7,98-8,12 (m, 1H),
7,55-7,72 (m, 2H), 5,34-5,47 (m, 1H), 3,24 (c, 3H), 2,66 (c, 3H), 1,86-2,01 (M,
4H), 1,62 (¢, 6H), 1,51 (c, 6H); 2Hs ne nabmonanu (OH u NH)

83

MS m/z 420,1 [M+H]*; 'H AMP (DMSO-dy) &: 9,27 (n, J= 1,2 'y, 1H), 9,07 (c,
1H), 8,74 (nn, J= 2,4, 1,6 T'n, 1H), 8,63 (&, J= 2,4 'y, 1H), 8,01 (n, /= 8,0 I'Ly,
1H), 7,78 (n, J= 1,6 T, 1H), 7,74 (an, J= 8,4, 1,6 T'n, 1H), 5,21 (mmp.c, 1H),
3,09 (¢, 3H), 1,45-1,58 (m, 4H), 1,25 (¢, 6H), 1,06 (c, 6H); 2Hs He HaOmomanu
(OH u NH)
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84

MS m/z 420,3 [M+H]";, 'H AMP (DMSO-d) &: 9,23 (an, J= 4,8, 1,2 'y, 1H),
9,09 (¢, 1H), 8,36 (unp.c, 1H), 8,23 (1, J— 8,0 Ty, 1H), 8,03 (x, J= 8,0 Ty, 1H),
7,86 (o, J= 8,4 'y, 1H), 7,70-7,82 (m, 1H), 7,72 (ax, J= 8,4, 1,6 'y, 1H), 5,23
(uwwmp.c, 1H), 3,07 (c, 3H), 1,78-1,85 (m, 2H), 1,67-1,71 (M, 2H), 1,40 (c, 6H),
1,24 (¢, 6H); 1H ne nabmonanu (OH wunn NH)

85

MS m/z 420,2 [M+H]*; 'H IMP (DMSO-d;) &: 9,05 (c, 1H), 8,93 (1, /= 4,8 T'ny,
2H), 8,06 (¢, 1H), 7,99 (c, 2H), 7,47 (r, J= 4,8 T, 1H), 5,23 (wmp.c, 1H), 3,08
(c, 3H), 1,44-1,56 (M, 4H), 1,25 (¢, 6H), 1,11 (¢, 6H); 2Hs He nadmonanu (OH u
NH)

88

MS m/z 451,6 [M+H]"; 'H SIMP (metanon-d,) §: 9,08-9,24 (m, 1H), 8,95 (¢, 1H),
8,00 (¢, 1H), 7,78-7,92 (m, 2H), 5,27-5,42 (m, 1H), 3,37 (c, 3H), 3,16 (c, 3H),
1,53-1,76 (m, 4H), 1,36 (c, 6H), 1,24 (c, 6H); 2Hs ne nadmtonanu (NH u OH)

91

MS m/z 409,5 [M+H]"; 'H AMP (metanon-d,) 6: 9,09 (c, 1H), 8,29 (¢, 1H), 7,90
(n, J=7,2 Ty, 1H), 7,59 (c, 1H), 7,29-7,41 (m, 2H), 5,29-5,40 (m, 1H), 3,18 (c,
3H), 1,64-1,80 (m, 4H), 1,42 (c, 6H), 1,30 (¢, 6H), 2Hs e nabmonamu (NH u
OH)

92

MS m/z 459,6 [M+H]+; 'H SIMP (metanon-d,) 8: 9,17 (c, 1H), 8,22 (¢, 1H), 8,11
(m, J=9,6 T'y, 1H), 8,03 (1, /=7,9 T'y, 1H), 7,79-7,85 (m, 2H), 7,69-7,74 (m, 2H),
5,41 (mp.c, 1H), 3,25 (¢, 3H), 1,96-2,03 (m, 4H), 1,65 (c, 6H), 1,53 (c, 6H); 2Hs
He Habmonam (NH un OH)

97

MS m/z 458,6 [M+H]"; 'H SIMP (DMSO-d,) 6 9,37 (wmp.x, J=10,38 Ty, 1H),
9,09 (¢, 1H), 8,29 (tuup.x, J=10,83 I'y, 1H), 8,15 (¢, 1H), 8,05 (¢, 1H), 7,94 (x,
J=7,93 'y, 1H), 7,62-7,70 (m, 2H), 7,28-7,33 (m, 2H), 5,23 (wup.c, 1H), 3,12 (¢,
3H), 2,06 (wup.t, J=12,82 Ty, 2H), 1,74-1,82 (m, 2H), 1,52 (¢, 6H), 1,50 (c, 6H);
1H ne Habmromamu (NH wm OH)

98

MS m/z 437,3 [M+H]"; 'H SIMP (DMSO-d;) &: 9,08 (c, 1H), 8,68-8,73 (v, 1H),
7,91-8,00 (m, 2H), 7,80 (¢, 1H), 7,70 (m, J= 7,6 'y, 1H), 7,32 (ump.c, 1H), 5,21
(ummp.c, 1H), 3,08 (¢, 3H), 1,44-1,55 (m, 4H), 1,24 (c, 6H), 1,03 (c, 6H), 2Hs ne
uabmonanu (OH u NH)

101

MS m/z 448,6 [M+H]"; 'H AMP (metanon-dy) 6: 9,09-9,11 (M, 1H), 8,09-8,13
(m, 1H), 7,86 (c, 1H), 7,82 (n, J=8,2 'y, 1H), 7,19 (an, J=6,6, 1,5 'y, 1H), 7,17
(x, J=1,7 T, 1H), 5,32-5.43 (m, 1H), 3,72 (1, /=73, 3,8 Ty, 1H), 3,22 (c, 3H),
1,97-2,00 (m, 4H), 1,63 (c, 6H), 1,52 (c, 6H), 1,14-1,18 (v, 2H), 1,07-1,13 (m,
2H); 2Hs ne nadmonanu (NH u OH)
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102

MS m/z 420,2 [M+H]*; '"H AMP (DMSO-d;) &: 9,27 (¢, 1H), 9,07 (c, 1H), 8,87
(n,J=5,2Tn, 1H), 8,36 (uup.c, 1H), 8,08 (n, J=5,2T'n, 1H), 8,02 (7, /= 8,4I'L,
1H), 7,89 (c, 1H), 7,78 (1, J= 8,0 T'u, 1H), 5,23 (wup.c, 1H), 3,17 (¢, 3H), 1,63-
1,75 (M, 4H), 1,35 (¢, 6H), 1,25 (c, 6H); 1H ne mabmonamu (OH nmu NH)

106

MS m/z 410,3 [M+H]"; 'H SIMP (metanon-dy) 8: 9,14 (c, 1H), 9,06 (c, 1H), 8,06
(n, J= 17,3 T, 1H), 7,63-7,75 (m, 2H), 5,31-5,48 (m, 1H), 3,22 (c, 3H), 1,74-1,96
(M, 4H), 1,54 (c, 6H), 1,42 (c, 6H); 2Hs ve nabmonanu (OH u NH)

107

MS m/z 395,3 [M+H]"; 'H SIMP (metanon-dy) &: 9,27 (c, 1H), 8,82 (n, J= 12,0
T, 1H), 8,10 (g, J— 12,0 T, 1H), 7,91 (g, J— 8,0 T, 1H), 7,77 (¢, 1H), 7,51 (c,
1H), 7,44 (an, J= 8,0, 1,5 T'y, 1H), 6,72 (», J= 2,0 I'y, 1H), 5,67-5,61 (m, 1H),
2,37 (an, J= 13,5, 4,0 Ty, 2H), 1,82 (T, J= 12,0 Ty, 2H), 1,51 (¢, 6H), 1,47 (c,
6H)

108

MS m/z 409,4 [M+H]*; 'H SIMP (DMSO-dy) &: 9,27 (c, 1H), 9,02 (x, J— 11,5 w,
1H), 8,25 (1, /= 11,5 T, 1H), 7,90 (1, J= 8,0 T, 1H), 7,77 (n,.J= 2,0, 1H), 7,50
(n,J= 1,5, 1H), 7,41 (a1, J= 8,0, 1,5 T, 1H), 6,70 (1, J= 2,0 Ty, 1H), 5,65-
5,60 (M, 1H), 3,90 (c, 3H), 2,35 (mn, J= 13,0, 3,5 I'u, 2H), 1,84 (r, J= 12,5 I'y,
2H), 1,52 (c, 6H), 1,49 (c, 6H)

111

MS m/z 408,5 [M+H]"; 'H SIMP (metanon-d,) 8: 9,13 (¢, 1H), 7,91 (n, J= 8,09
I'u, 1H), 7,71 (¢, 1H), 7,43 (c, 2H), 6,73 (¢, 1H), 5,42-5,35 (m, 1H), 3,23 (c, 3H),
2,04-1,97 (m, 4H), 1,66 (c, 6H), 1,54 (c, 6H); 3Hs He nabmomamu (2 NHs u OH)

112

MS m/z 4383 [M+H]"; 'H AMP (meranon-d,) &: 9,12-9,13 (m, 1H), 8,81 (¢, 2H),
8,00-8,03 (m, 2H), 7,95 (», /=8,5 'y, 1H), 5,32-5,43 (m, 1H), 3,21 (¢, 3H), 1,77-
1,88 (m, 4H), 1,50 (c, 6H), 1,38 (c, 6H); 2Hs #e Habmoxam (NH 1 OH)

123

MS m/z 454,4 [M+H]; 'H AMP (meranon-d,) &: 9,15 (¢, 1H), 8,22 (n, /=8,9 'y,
1H), 8,02 (m, /=7,5 T'y, 1H), 7,84 (n, /=9,0 'y, 1H), 7,76 (¢, 1H), 7,71 (wup.x,
J=8,2 T, 1H), 5,32-5,45 (m, 1H), 3,22 (c, 3H), 1,85-1,92 (m, 4H), 1,55 (c, 6H),
1,43 (c, 6H); 2Hs ne nadmonamu (NH u OH)

128

MS m/z 434,4 [M+H]*; 'H SIMP (metanon-d,) 8: 9,14 (c, 1H), 8,73 (¢, 2H), 7,98-
8,01 (m, 2H), 7,97 (c, 1H), 5,34-5,46 (m, 1H), 3,23 (c, 3H), 2,40 (c, 3H), 1,96-
2,00 (m, 4H), 1,62 (c, 6H), 1,51 (c, 6H); 2Hs ne Habmozxamu (NH 1 OH)

129

MS m/z 4343 [M+H]"; 'H AAMP (meranon-d,) 6: 9,17 (¢, 1H), 8,69 (n, /=4,9 T'1y,
1H), 8,01-8,07 (m, 2H), 7,98 (c, 1H), 7,28-7,31 (m, 1H), 5,36-5,45 (m, 1H), 3,24
(c, 3H), 2,62 (c, 3H), 1,99-2,05 (m, 4H), 1,66 (¢, 6H), 1,55 (¢, 6H); 2Hs He
Habmonamu (NH u OH)
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130

MS m/z 4543 [M+H]"; 'H SIMP (metanon-d) 8: 9,15 (c, 1H), 8,70 (1, J=5,0 T'w,
1H), 8,01 (n, J=9,6 I'u, 1H), 7,97 (1, J=5,2 T, 1H), 7,78-7,85 (m, 2H), 5,34-5,46
(M, 1H), 3,24 (c, 3H), 1,92-1,98 (M, 4H), 1,60 (¢, 6H), 1,49 (c, 6H); 2Hs ne
nabmonanu (NH u OH)

132

MS m/z 459,3 [M+H]"; 'H AMP (DMSO-dy) 8: 9,10 (¢, 1H), 8,85 (m, J= 2,0 I'ry,
1H), 8,49 (n, J=2,0 I'y, 1H), 8,39 (ump.c, 1H), 8,22 (c, 1H), 7,97 (7, J= 8,0 I'y,
1H), 7,33-7,36 (m, 2H), 5,23 (ump.c, 1H), 3,11 (c, 3H), 1,74-1,82 (m, 2H), 1,64-
1,67 (M, 2H), 1,38 (c, 6H), 1,29 (c, 6H); 2Hs ne nabmonanu (OH u NH)

134

MS m/z 436,3 [M+H]*; 'H SIMP (meranon-dy) 6: 9,19-9,38 (m, 1H), 8,05 (x,
J=10,1 T'u, 1H), 7,82 (n, J=7.9 T, 1H), 7,32 (c, 1H), 7,20 (an, J=7.9, 1,2 'y,
1H), 7,07 (1, J=10,1 Ty, 1H), 5,28-538 (M, 1H), 3,16 (c, 3H), 1,68 (wmp. ax,
J=12.8,2,2 T, 2H), 1,61 (1, /=12,8 'y, 2H), 1,37 (¢, 6H), 1,25 (¢, 6H); 3Hs ne
nabmronanu (NH u 2 OHs)

136

MS m/z 459,1 [M+H]; 'H SIMP (DMSO-dy) 6: 13,40 (muwp.c, 1H), 11,30 (wuwmp.c,
1H), 9,07 (c, 1H), 8,37 (c, 1H), 8,11 (n, J= 8,8 I';, 1H), 7,97-8,00 (m, 2H), 7,82
(n,J=1,2Tw, 1H), 7,72 (g, J= 8,0 T', 1H), 5,19-5,22 (m, 1H), 3,08 (¢, 3H), 1,44-
1,55 (m, 4H), 1,25 (c, 6H), 1,11 (c, 6H); 1H ne natmonamu (OH unu NH)

141

MS m/z 487,5 [M+H]*; 'H SIMP (mertaHon-d,) &: 9,14 (c, 1H), 7,97 (n, /=8,4 'y,
1H), 7,92 (¢, 1H), 7,62-7,67 (m, 2H), 7,57 (c, 1H), 5,34-5,46 (v, 1H), 3,24 (c,
3H), 2,68 (c, 3H), 2,50 (c, 3H), 1,98-2,05 (m, 4H), 1,66 (¢, 6H), 1,56 (c, 6H); 2Hs
He Habmonam (NH u OH)

142

MS m/z 473,5 [M+H]"; 'H SIMP (metanon-dy) &: 9,16 (c, 1H), 7,93-8,04 (v, 3H),
7,72 (n,J=10,2 T, 1H), 7,65-7,70 (m, 2H), 5,34-5,47 (m, 1H), 3,25 (¢, 3H), 2,51
(c, 3H), 2,01 (mmp.n, J=7,8 T'y, 4H), 1,65 (c, 6H), 1,55 (¢, 6H); 2Hs ne
Habmonanu (NH u OH)

143

MS m/z 424,6 [M+H]"; 'H SIMP (DMSO-d,) &: 9,01-9,14 (v, 2H), 7,99-8,11 (m,
2H), 7,72 (n, J= 1,5 Ty, 1H), 7,65 (mx, J= 8,2, 1,5 I', 1H), 5,18-5,30 (m, 1H),
445 (c, 3H), 3,14 (¢, 3H), 2,01 (1, J= 13,0 Ty, 2H), 1,78-1,87 (m, 2H), 1,52 (c,
6H), 1,48 (c, 6H)

144

MS m/z 451,4 [M+H]"; 'H SIMP (metaton-d,) &: 9,16 (c, 1H), 8,04 (x, J=8,2 T,
2H), 7,74 (n, J=1,5 ', 1H), 7,70 (an, J=8,2, 1.5 T'y, 1H), 5,36-5,46 (m, 1H),
4,23 (c, 3H), 3,25 (c, 3H), 1,94-2,08 (m, 4H), 1,65 (¢, 6H), 1,54 (c, 6H); 2Hs ne
nabmonanu (NH u OH)
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MS m/z 459,0 [M+H]*; 'H SIMP (DMSO-d;) &: 9,09 (c, 1H), 8,80 (c, 1H), 8,10
(x,J- 1,6 Ty, 1H), 7,97 (n, J— 8,0 Ty, 1H), 7,89 (n, J— 8,0 T, 1H), 7,73 (nz, J—
8,4, 1,6 'y, 1H), 7,33-7,37 (m, 2H), 5,20 (wup.c, 1H), 3,09 (¢, 3H), 1,44-1,56
(M, 4H), 1,24 (¢, 6H), 1,09 (¢, 6H); 2Hs ne nabmronanu (OH u NH)

146

MS m/z 450,5 [M+H]"; 'H AMP (DMSO-dj) &: 9,20-9,27 (m, 1H), 9,07 (c, 1H),
8,58 (c, 1H), 8,14-8,22 (m, 1H), 7,95 (1, J= 8,2 ', 1H), 7,73 (1, J= 1,8 Ty, 1H),
7,63 (an, J- 8,2, 1,8 T, 1H), 6,93 (c, 1H), 5,18-5,30 (v, 1H), 3,45 (c, 3H), 3,13
(c, 3H), 2,04 (r, J- 12,8 Ty, 2H), 1,79-1,84 (m, 2H), 1,52 (c, 6H), 1,49 (c, 6H)

147

MS m/z 450,6 [M+H]"; 'H SIMP (DMSO-d;) &: 9,17-9,27 (m, 1H), 9,10 (c, 1H),
8,32 (n,J= 2,4 'y, 1H), 8,12-8,21 (m, 1H), 8,00 (1, J= 8,2 ', 1H), 7,43 (an, J=
8,1, 1,7 'y, 1H), 7,39 (x, J= 1,5 Ty, 1H), 7,18 (1, J= 2,1 T', 1H), 5,18-5,30 (m,
1H), 3,70 (c, 3H), 3,13 (c, 3H), 2,04 (r, J= 12,8 Ty, 2H), 1,78-1,84 (m, 2H), 1,52
(c, 6H), 1,49 (c, 6H)

152

MS m/z 459,4 [M+H]*; 'H SIMP (DMSO-d,) &: 9,16 (1, J= 7,6 ', 1H), 9,12 (c,
1H), 8,90-8,98 (m, 1H), 8,28 (c, 1H), 8,27 (c, 1H), 8,02 (1, J= 8,2 ', 1H), 7,90-
7,98 (m, 1H), 7,52 (n,.J- 7,6 T, 1H), 7,46 (1, J- 8,2 ', 1H), 7,42 (¢, 1H), 5,17-
5,30 (v, 1H), 3,14 (c, 3H), 1,95-2,05 (m, 2H), 1,80-1,89 (v, 2H), 1,52 (c, 6H),
1,47 (c, 6H)

155

MS m/z 460,5 [M+H]*; 'H SIMP (DMSO-dy) &: 9,40 (n, J= 7,0 T'w, 1H), 9,00-
9,15 (m, 2H), 8,53 (c, 1H), 8,03-8,12 (m, 2H), 7,80 (1, J= 7,3 T, 1H), 7,56 (n,
J= 8,2 Ty, 1H), 7,52 (c, 1H), 5,19-5,30 (v, 1H), 3,14 (c, 3H), 2,03 (1, J= 13,0
Ty, 2H), 1,83 (g, J= 12,5 [, 2H), 1,53 (c, 6H), 1,49 (c, 6H)

MS m/z 426,3 [M+H]"; 'H SIMP (metanon-dy) &: 9,10 (¢, 1H), 7,92 (n, J= 8,00
Ty, 1H), 7,68 (n, J= 4,00 T', 1H), 7,44 (c, 2H), 5,44-5,34, (M, 1H), 3,23 (c, 3H),
2,01 (m, J=7,5 T, 4H), 1,65 (¢, 6H), 1,54, (¢, 6H); 3Hs He HaOmonam (2 NHs u
OH)

158

MS m/z 459,5 [M+H]";, 'H SIMP (DMSO-dy) &: 12,16 (c, 1H), 9,07 ( s, 1H), 8,86
(c, 1H), 8,38 (¢, 1H), 7,97-7,99 (m, 1H), 7,92-7,93 (M, 1H), 7,80 (n, J= 1,2 I'y,
1H), 7,71-7,73 (m, 1H), 6,69 (7, J= 3,2 'y, 1H), 5,21 (ump.c, 1H), 3,13 (c, 3H),
1,54-1,60 (m, 4H), 1,33 (c, 6H), 1,21 (¢, 6H); 1H ne nadmonanu (OH nnu NH)
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163

MS m/z 473,5 [M+H]*; 'H AMP (DMSO-dy) &: 9,65 (c, 1H), 9,11 (¢, 1H), 8,41
(m, J=8,54 T'n, 1H), 8,20 (m, J=8,54 I'y, 1H), 8,03 (x, /=8,09 I', 1H), 7,93 (c,
1H), 7,80 (1, J=7,93 Ty, 1H), 5,26 (wmp.c, 1H), 4,08 (¢, 3H), 3,13 (¢, 3H), 2,15
(tr,J=12,82 Ty, 2H) 1,75 (n, J=12,36 'y, 2H) 1,54 (c, 12H); 2Hs He Habmomanu
(NH u OH)

164

MS m/z 473,3 [M+H]*; 'H SIMP (DMSO-d;) &: 9,09 (c, 1H), 8,48 (c, 1H), 8,14
(n, J=8,09 I'u, 1H), 7,98 (n, /=8,39 'y, 1H), 7,92 (n, J=8,39 I', 1H), 7,84-7,89
(M, 1H), 7,72 (n, J=8,24 T'u, 1H), 5,26 (ump.c, 1H) 3,91 (¢, 3 H), 3,13 (c, 3H),
2,11 (t, J=12,82 T'y, 2H), 1,77 (», J=11,60 T'y, 2H), 1,54 (c, 6H), 1,53 (¢, 6H),
2Hs ne nHabmomanu (NH u OH)

168

MS m/z 464,4 [M+H]"; 'H SIMP (mertanon-dy) 6: 9,10-9,13 (m, 1H), 7,87 (z,
J=7,9Twu, 1H), 7,18-7,26 (m, 2H), 6,58 (c, 1H), 5,34-5,44 (m, 1H), 3,23 (c, 3H),
2,21 (c, 3H), 1,98-2,05 (m, 4H), 1,65 (¢, 6H), 1,56 (¢, 6H); SHs He nabsronanu (3
NHs u 2 OHs)

169

MS m/z 488,5 [M+H]"; 'H SIMP (meranon-dy) 8: 9,13 (¢, 1H), 7,95 (n, J=7,8 T,
1H), 7,80 (c, 1H), 7,66-7,71 (m, 2H), 5,33-5,45 (m, 1H), 3,22 (c, 3H), 2,71 (c,
3H), 2,66-2,70 (m, 3H), 1,93 (1, J=10,8 I'n, 4H), 1,59 (¢, 6H), 1,47 (c, 6H); 2Hs
He Habmonam (NH u OH)

173

MS m/z 474,3 [M+H]"; 'H SIMP (DMSO-d;) &: 9,11 (c, 1H), 8,63 (1, J— 8,7 I'L,
1H), 8,09 (n, /= 8,7 'y, 1H), 8,06-8,01 (M, 1H), 7,93 (c, 1H), 7,84 (n, J= 8,1 I'y,
1H), 5,33-5,17 (m, 1H), 4,37 (¢, 3H), 3,14 (c, 3H), 2,14-2,01 (M, 2H), 1,84-1,72
(m, 2H), 1,53 (¢, 6H), 1,51 (c, 6H), 2Hs e nabmoxanu (NH u OH)

178

MS m/z 461,2 [M+H]*; 'H AMP (DMSO-d) &: 11,24 (mmp.c, 1H), 9,11 (c, 1H),
8,97-9,07 (m, 1H), 8,90 (m, J= 9,5 I', 1H), 8,45 (m, /= 9,5 I'y, 1H), 8,10 (7, J=
7,9 'y, 1H), 7,93-8,07 (M, 1H), 7,87 (c, 1H), 7,82 (n, J= 8,2 I'yy, 1H), 5,15-5,35
(m, 1H), 3,15 (c, 3H), 1,97-2,06 (m, 2H), 1,80-1,88 (v, 2H), 1,53 (c, 6H), 1,48 (c,
6H); 1H n3 HCI comu

179

MS m/z 450,3 [M+H]", 'H SIMP (DMSO-~dy) &: 11,05 (up.c, 1H), 9,15 (c, 1H),
9,07 (c, 1H), 8,00-8,08 (m, 2H), 7,87 (¢, 1H), 7,78 (n, J= 8,2 'y, 1H), 5,74 (1, J=
5,8 T, 1H), 5,14-5,32 (m, 1H), 4,64 (1, J= 5,8 I'n, 2H), 3,13 (c, 2H), 1,88-2,03
(M, 2H), 1,73-1,85 (m, 2H), 1,48 (¢, 6H), 1,43 (c, 6H); 2Hs ne nHabmronanu (OH u
NH)
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184

MS m/z 459,5 [M+H]"; 'H IMP (DMSO-d;) &: 13,75 (mmp.c, 1H), 11,24 (wup.c,
1H), 9,15 (c, 1H), 9,08 (c, 1H), 8,33 (1, /= 0,8 T'm, 1H), 8,31 (m, 1H), 8,28 (c,
1H), 7,96 (n, J= 8,4 T'y, 1H), 7,80 (n, J= 1,6 T, 1H), 7,69-7,71 (m, 1H), 5,22
(wmp.c, 1H), 3,42 (c, 3H), 1,63-1,64 (v, 4H), 1,33 (c, 6H), 1,21 (c, 6H)

185

MS m/z 469,5 [M+H]"; 'H SIMP (metaton-d,) : 9,31 (z, J= 8,00 I'y, 1H), 9,27-
9,23 (v, 2H), 8,69 (c, 1H), 8,61-8,55 (m, 1H), 8,37 (1, J= 9,00 'y, 1H), 8,20-8,16
(m, 1H), 8,06 (g, /= 8,00 'y, 1H), 7,54 (n, /=10 T'y, 1H), 7,52 (¢, 1H), 5,47-5,37
(M, 1H), 3,19, (¢, 3H), 2,19-2,01 (M, 4H), 1,65, (c, 6H), 1,57 (c, 6H); 2Hs ne
Habmomanu (NH u OH)

186

MS m/z 474,3 [M+H]"; 'H SIMP (DMSO-d,) &: 9,02 (¢, 1H), 8,41 (1, /-8,70 ['w,
1H), 8,15 (n, J=8,70 I'u, 1H), 7,94 (n, J=8,09 I'u, 1H), 7,84 (c, 1H), 7,72 (x,
J=8,09 I'y, 1H), 5,17 (wwup.c, 1H), 4,30 (¢, 3H), 3,05 (c, 3H), 1,99 (1, /=12,89
'y, 2H) 1,71 (z, J-12,51 T, 2H), 1,45 (¢, 6H), 1,42 (v, 6H); 2Hs e HaGmonam
(NH u OH)

192

MS m/z 459,5 [M+H]*; 'H SIMP (DMSO-dy) &: 9,57 (wmp.c, 1H), 9,42 (c, 1H),
9,12 (c, 1H), 8,45 (mup.c, 1H), 8,25 (c, 1H), 8,08 (1, J= 10,1 'y, 1H), 8,01 (x,
J=18,5 T, 1H), 7,76 (a1, J= 9,3, 1,4 T, 1H), 7,42-7,49 (m, 2H), 5,17-5,31 (m,
1H), 3,13 (¢, 3H), 2,13 (1, J= 12,8 T', 2H), 1,73-1,80 (u, 2H), 1,54 (c, 6H), 1,53
(c, 6H)

194

MS m/z 460,3 [M+H]"; 'H AMP (DMSO-dy) 8: 9,22 (¢, 1H), 9,08 (c, 1H), 8,52
(c, 1H), 8,34 (mmp.c, 1H), 8,02 (m, /= 8,4 I'y, 1H), 7,84 (n, /= 2,0 'y, 1H), 7,78
(nm, J= 8,0, 2,0 Tw, 1H), 5,22 (wmp.c, 1H), 3,14 (c, 3H), 1,60-1,69 (m, 4H), 1,32
(c, 6H), 1,21 (c, 6H); 2Hs He HaOmoaamu (OH u NH)

195

MS m/z 460,3 [M+H]"; 'H AMP (DMSO-d;) &: 9,46 (c, 1H), 9,07 (c, 1H), 8,50
(c, 1H), 8,42 (¢, 1H), 8,14 (n, J= 1,6 T, 1H), 8,05 (mx, J= 8,0, 1,2 T'y, 1H), 8,00
(n, J= 8,4 T, 1H), 5,24 (ump.c, 1H), 3,11 (c, 3H), 1,64-1,80 (m, 4H), 1,38 (c,
6H), 1,28 (c, 6H); 2Hs ne Habmonamu (OH u NH)

198

MS m/z 473,3 [M+H]"; 'H AMP (DMSO-dy) &: 9,07 (¢, 1H), 8,37 (wup.c, 1H),
8,33 (c, 1H), 8,25 (n, /= 8,8 I'y, 1H), 8,04 (1, J= 8,8 'y, 1H), 7,98 (n, J= 8,0 I'Ly,
1H), 7,83 (n,J= 1,6 T, 1H), 7,73 (mm, J= 8,4, 1,6 Ty, 1H), 5,22 (ump., 1H), 4,11
(c, 3H), 3,10 (c, 3H), 1,64-1,74 (m, 4H), 1,35 (¢, 6H), 1,25 (c, 6H); 1H ne

Habmromanu (OH umn NH)
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200

MS m/z 473,5 [M+H]"; 'H IMP (DMSO-dj) 6: 11,20 (ump.c, 1H), 9,11 (¢, 1H),
8,30 (¢, 1H), 7,93-8,03 (m, 2H), 7,87-7,93 (m, 1H), 7,40 (n, J= 8,2 Ty, 1H), 7,37
(c, 1H), 5,18-5,28 (m, 1H), 4,36 (c, 3H), 3,13 (¢, 3H), 1,81-1,90 (m, 2H), 1,69-
1,81 (m, 2H), 1,46 (c, 6H), 1,38 (c, 6H); 1H ne Habmonamu (OH umu NH)

207

MS m/z 431,5 [M+H]"; "H SIMP (DMSO-d,) &: 9,24-9,38 (m, 2H), 9,11-9,18 (m,
2H), 8,27 (n, J- 7,3 Ty, 2H), 8,01 (n, J- 8,5 I'w, 1H), 7,52 (1, J= 7,3 T', 1H),
7,42-7,49 (v, 2H), 4,05-4,21 (m, 3H), 3,80-3,93 (m, 4H), 1,41 (c, 9H)

208

MS m/z 444.6 [M+H]"; 'H SIMP (DMSO-d) &: 9,04-9,25 (v, 3H), 8,13 (c, 1H),
8,05 (¢, 1H), 7,95 (1, J= 7,6 T, 1H), 7,74 (c, 2H), 7,29-7,38 (m, 2H), 4,13-4,25
(m, 3H), 4,09 (c, 3H), 3,76-3,97 (m, 4H), 1,40 (c, 9H)

209

MS m/z 392,5 [M+H]"; 'H SIMP (DMSO-dj) &: 9,29 (mmp.c, 2H), 9,10 (c, 1H),
8,93 (nn, J= 4,7, 1,1 Ty, 2H), 8,09 (¢, 1H), 7,96-8,03 (v, 2H), 7,44-7,51 (m, 1H),
4,05-4,22 (m, 3H), 3,77-3,98 (m, 4H), 1,41 (c, 9H)

210

MS m/z 395,5 [M+H]"; 'H SIMP (DMSO-dj) &: 9,17 (mmp.c, 2H), 9,10 (c, 1H),
8,24 (c, 1H), 7,93 (n, J= 7,9 Ty, 1H), 7,48 (c, 1H), 7,44 (n, J= 8,2 Ty, 1H), 4,22
(c, 3H), 3,79-3,92 (m, 3H), 3,55-3,66 (m, 4H), 1,40 (c, 9H)

211

MS m/z 396,5 [M+H]"; 'H SIMP (DMSO-d,) &: 9,17 (wmp.c, 2H), 9,10 (c, 1H),
8,24 (c, 1H), 7,93 (n, J= 7.9 T, 1H), 7,48 (¢, 1H), 7,44 (1, J- 8,2 T, 1H), 4,22
(¢, 3H), 3,79-3,92 (m, 3H), 3,55-3,66 (m, 4H), 1,40 (c, 9H); 1H u3 HCI conn

214

MS m/z 421,5 [M+H]"; 'H IMP (DMSO-d;) &: 8,10 (n, J=5,80 I', 1H), 7,79 (x,
J=7,78 I'u, 1H), 7,38 (1, J=7,93 I'n, 1H), 7,35 (c, 1H), 7,23-7,21 (m, 1H), 7,16
(c, 1H), 6,01 (c, 1H), 4,36-4,32 (m, 1H), 4,12-4,17 (m, 1H), 3,99-3,88 (m, 2H),
3,84 (c, 3H), 3,79-3,71 (m, 1H), 2,66-2,69 (m, 1H), 2,41-2,48 (m, 1H), 1,51 (c,
9H); 2Hs ne nadmronanu (NH u OH)

215

MS m/z 446,3 [M+H]"; 'H SIMP (DMSO-dy) &: 9,14 (c, 1H), 8,55-8,45 (m, 1H),
8,28-8,18 (M, 1H), 8,03-7,97 (v, 1H), 7,93 (wmup.c, 1H), 7,85-7,77 (m, 1H), 4,38
(c, 3H), 3,93-3,81 (M, 4H), 3,72-3,55 (M, 1H), 1,41 (c, 9H); (4Hs nepexpbiBaroTcs

C ITHKaMH OCTATOYHBIX PACTBOPHUTEIICH)

216

MS m/z 422,5 [M+H]"; 'H SIMP (DMSO-d,) : 9,13 (c, 1H), 7,83 (1, /8,09 'L,
1H), 7,5 -7,50 (m, 2H), 7,02 (¢, 1H), 6,03 (c, 1H), 4,42-4,32 (M, 1H), 4,22-4,18
(M, 1H), 4,03-3,91 (M, 2H), 3,82-3,74 (M, 1H), 3,63-3,69 (M, 3H), 2,73-2,65 (M,
1H), 2,54- 2,42 (m, 1H), 1,53 (¢, 9H); 2Hs ne nabmomamu (NH u OH)
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217

MS m/z 422,5 [M+H]"; 'H AMP (metanon-d,) 6: 9,16 (c, 1H), 8,81 (¢, 1H), 7,99
(n, J=8,5Tu, 1H), 7,70 (c, 1H), 7,67 (n, J= 8,0 T'y, 1H), 7,33 (c, 1H), 4,31-4,21
(v, 2H), 4,06 (c, 3H), 4,01-3,97 (m,1H), 3,80-3,76 (m, 2H), 2,68-2,62 (v, 1H),
2,31-2,24 (m, 1H), 1,49 (c, 9H); 2Hs e Habmronanu (NH u OH)

221

MS m/z 4453 [M+H]"; 'H SIMP (metanon-d,) 6: 9,16 (c, 1H), 8,89 (c, 1H), 8,49
(c, 1H), 8,17 (¢, 1H), 7,96 (n, J=8,9 I'u, 1H), 7,29-7,38 (v, 2H), 4,18 (c, 4H),
3,99-4,07 (m, 1H), 3,92-3,99 (m, 1H), 3,67-3,77 (m, 1H), 3,54-3,63 (m, 1H), 2,47-
2,60 (m, 1H), 2,08-2,19 (v, 1H), 1,36-1,40 (m, 9H);, 2Hs e nabmonamu (NH 1
OH)

222

MS m/z 473,3 [M+H]*; 'H IMP (meranon-d,) 6: 9,19 (c, 1H), 9,13 (¢, 1H), 8,41
(c, 1H), 8,15 (c, 1H), 7,94 (n, J=7,9 T, 1H), 7,58-7,66 (m, 2H), 5,36 (wmup.x,
J=1,7Tu, 1H), 4,35 (¢, 3H), 3,19 (¢, 3H), 1,66-1,83 (M, 4H), 1,45 (¢, 6H), 1,32
(c, 6H); 2Hs ue Habmonam (NH u OH)

225

MS m/z 381,3 [M+H]"; 'H SIMP (Metanon-d,) & &: 9,13 (c, 1H), 8,20 (c, 1H),
7,92 (n, J- 8,5 Ty, 1H), 7,47-7,46 (m, 2H), 4,26-4,18 (v, 2H), 3,99-3,95 (m, 1H),
3,75-3,72 (m, 2H), 2,65-2,59 (m, 1H), 2,30-2,23 (v, 1H), 1,47 (¢, 9H); 1H ne

Habmonamu (NH mmun OH)

227

MS m/z 407,3 [M+H]"; 'H SIMP (DMSO-d;) &: 8,08 (1, J—6,87 I', 1H), 7,80 (x,
J=8,24 T'u, 1H), 7,39 (n, J=8,24 I'n, 1H), 7,36 (c, 1H), 7,18 (n, /=6,71 'y, 1H),
7,14 (c, 1H), 6,02 (n, J=2,6 I'u, 1H), 4,38-4,24 (M, 1H), 4,19-4,09 (m, 1H), 4,06-
3,88 (v, 2H), 3,83-3,79 (m, 4H), 3,64-3,53 (m, 1H), 2,73-2,59 (m, 1H), 2,55-2,38
(M, 1H), 1,41-1,53 (M, 6H); 2Hs He nHadmonamu (NH u OH)

234

MS m/z 4083 [M+H]*; 'H SIMP (DMSO-dy) &: 8,76 (c, 1H), 7,70 (n, J=8,09 T'ws,
1H), 7,54-7,50 (m, 2H), 6,92 (¢, 1H), 5,94 (m, 1H), 4,29-4,20 (m, 1H), 4,17-4,08
(M, 1H), 4,06-3,90 (m, 2H), 3,82-3,72 (m, 1H), 3,68-3,59 (M, 3H), 3,59-3,45 (M,
1H), 2,69-2,39 (m, 2H), 1,47 (tuup.c, 6H); 2Hs ue Habmonamu (NH u OH)

241

MS m/z 419,4 [M+H]"; 'H SIMP (DMSO-dj) &: 10,18 (wup.c, 1H), 9,04 (c, 1H),
7,91 (1, J= 7,9 T, 1H), 7,79 (n, J= 7,2 T, 1H), 7,30 (1, J= 8,2 I'w, 1H), 7,28
(c, 1H), 6,64 (¢, 1H), 6,54 (n, J= 7,0 T, 1H), 4,06 (mup.c, 2H), 3,98 (wmp.c,
2H), 3,46 (¢, 3H), 3,37 (m, 2H), 3,00 (an, J= 22,1, 10,5 T, 2H), 2,74 (n, J= 4,43
Ty, 3H), 2,17 (1, 13,7 Ty, 2H), 2,00 (11, J= 13,7, 13,7, 3,5 Ty, 2H)

LR
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242

MS m/z 393,3 [M+H]"; 'H IMP (DMSO-dj) 6: 11,13 (ump.c, 1H), 9,29 (uwmp.c,
1H), 9,04 (¢, 1H), 8,24 (c, 1H), 7,91 (n, J= 8,1 I'y, 1H), 7,46 (c, 1H), 7,44 (n, J=
8,1 'y, 1H), 4,22 (¢, 3H), 4,06 (ump.c, 2H), 3,97 (ump.c, 2H), 3,42 (g, J= 12,05
I'u, 2H), 3,03 (an, J= 22,3, 11,4 T'u, 2H), 2,79 (g, J= 4,0 T'y, 3H), 2,20 (7, J=
13,7 T, 2H), 1,90 (mum, J= 14,8, 8,9, 3,4 'y, 2H); 1H u3 TFA comu

243

MS m/z 420,4 [M+H]*; 'H AMP (DMSO-dj) &: 11,10 (wmp.c, 1H), 9,26 (ump.
n, J=3,5,2,0 I'y, 1H), 9,06 (c, 1H), 8,88 (c, 1H), 7,96 (wup.x, J=8,1 'y, 1H),
7,84 (c, 1H), 7,76 (mmp.x, J=8,2 T, 1H), 7,47 (c, 1H), 4,07 (mp.c, 2H), 3,96-
4,01 (v, 5H), 2,99-3,07 (v, 2H), 2,77-2,82 (m, 3H), 2,18-2,25 (m, 2H), 1,84-1,95
(M, 2H); 2Hs ne nabmopanu (CH, 3akpeiT mukom pacteopureist), 1H u3 TFA

CcoJin

244

MS m/z 390,3 [M+H]; 'H AMP (DMSO-dj) 6: 10,88 (mmp.c, 1H), 9,25 (mp.c,
1H), 8,97 (c, 1H), 8,87 (n, J= 4,9 'y, 2H), 8,00 (¢, 1H), 7,93 (n, J= 8,4 I'y, 1H),
7,89 (1, J= 8,4 T, 1H), 7,40 (, J= 4,7 T, 1H), 4,00 (tump.c, 2H), 3,91 (mnp.c,
2H), 2,96 (an, J= 22,1, 11,6 T'n, 2H), 2,73 (», J= 4,1 I'u, 3H), 2,13 (g, /= 14,0
T', 2H) 1,83 (mon, J= 14,2, 12,5, 3,4 I'u, 2H); 2Hs ne nadmoxamu (CH, 3axkpeiT

koM pacreopurestsi); 1H u3 TFA conun

245

MS m/z 379,2 [M+H]*; 'H IMP (DMSO-dj) 6: 15,02 (ump.c, 1H), 11,12 (wmup.c,
1H), 9,21 (wup.c, 1H), 9,05 (c, 1H), 8,27 (mnp.c, 1H), 7,91 (1, J= 8,5 T'y, 1H),
7,51 (wwmp.c, 1H), 7,46 (n, J= 7,4 I'y, 1H), 4,06 (mmp.c, 2H), 3,97 (ump.c, 2H),
3,03 (am, J= 22,4, 10,8 I'y, 2H), 2,79 (#, J= 4,6 I'y, 3H), 2,20 (», J= 13,6 I'y,
2H), 1,90 (mnn, J= 14,0, 12,8, 4,3 T'u, 2H); 2Hs He Habmonanu (CH, 3akpsIT

koM pacreopuretsi); 1H u3z TFA conu

246

MS m/z 454,5 [M+H]*; 'H SIMP (meranon-d,) &: 8,88 (c, 1H), 7,77 (u, J=8,2 'y,
1H), 7,63-7,46 (v, 2H), 6,97 (c, 1H), 6,04 (n, J= 8,9 T, 1H), 3,64 (c, 3H), 2,22-
2,01 (m, 2H), 1,76-1,65 (M, 6H), 1,64-1,51 (M, 6H); 4Hs ne nabmonanu (2 NHs,

OH u 1 CH 3axpsIThI THKOM PaCTBOPUTEIS)

250

MS m/z 381,3 [M+H]"; 'H SIMP (meranon-dy) &: 9,09 (c, 1H), 8,01 (c, 1H), 7,97
(n,J-8,0 Ty, 1H), 7,63 (1, J= 9,0 T, 2H), 7,33 (c, 1H), 4,09-4,05 (m, 1H), 3,91~
3,88 (m, 1H), 3,81-3,74 (v, 1H), 3,66-3,60 (v, 1H), 3,42-3,36 (v, 1H), 2,44-2,37
(M, 1H), 2,02-1,94 (M, 1H), 1,25 (¢, 9H); 2Hs ne nabmoznamu (NH u OH)
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251

MS m/z 394,3 [M+H]"; 'H IMP (DMSO-dj) 6: 11,06 (ump.c, 1H), 9,28 (wump.c,
1H), 9,01 (c, 1H), 7,98 (1, J= 8,1 I'u, 1H), 7,70 (c, 1H), 7,65 (n, J= 8,1 I'y, 1H),
4,45 (c, 3H), 4,07 (wwup.c, 2H), 3,98 (wwup.c, 2H), 3,03 (an, J= 22,1, 11,0 I'y,
2H), 2,79 (n, J= 4,1 T'y, 3H), 2,20 (7, J= 14,0 T', 2H), 1,90 (zom, J= 14,6, 12,4,
2,6 T'i, 2H); 2Hs ne Habmonamm (CH, 3akpeiT mukoM pacteopurens); 1H us TFA

COJin

252

MS m/z 379,3 [M+H]"; 'H IMP (DMSO-djs) &: 11,08 (mmp.c, 1H), 9,35 (mmp.c,
1H), 9,00 (c, 1H), 8,24 (c, 1H), 7,95 (1, J= 8,1 T'w, 1H), 7,61 (c, 1H), 7,56 (1, J=
8,1 T, 1H), 7,41 (c, 1H), 4,06 (c, 2H), 3,96 (c, 2H), 3,02 (1, J= 22,7, 10,8 T'ry,
2H), 2,79 (n, J= 4,1 'y, 3H), 2,20 (g, /= 14,0 I';, 2H), 1,90 (anxn, J= 13,9, 13,0,
2,9 T'u, 2H); 2Hs He HaOmonanu (CH, 3akpbiT koM pactoputens), 1H uz TFA

COJIH

253

MS m/z 408,5 [M+H]*; 'H IMP (DMSO-dy) &: 9,01 (c, 1H), 8,22 (m, 1H), 7,86
(n, J= 8,4 T, 1H), 7,75 (n, J= 2,0 T, 1H), 7,42 (n, J= 2,0 I'n, 1H), 7,35-7,38
(m, 1H), 6,70 (m, J= 2,4 T'y, 1H), 4,40 (wup.c, 1H), 3,89 (¢, 3H), 2,02-2,09 (M,
2H), 1,46-1,54 (m, 2H), 1,44 (c, 6H), 1,35 (¢, 6H); 2Hs ne Habmonanu (OH u
NH)

254

MS m/z 436,5 [M+H]"; 'H AMP (DMSO-d;) &: 9,02 (c, 1H), 8,87 (¢, 1H), 8,38
(c, 1H), 7,97 (n, J= 8,4 Ty, 1H), 7,84 (1, J= 1,2 T, 1H), 7,73-7,76 (m, 1H), 7,48
(c, 1H), 4,35 (ump.c, 1H), 3,98 (c, 3H), 1,93-1,96 (m, 2H), 1,35-1,40 (v, 2H),
1,34 (c, 6H), 1,23 (c, 6H); 2Hs ne Habmozamu (OH u NH)

258

MS m/z 367,4 [M+H]*; 'H SIMP (mertanon-d,) &: 9,17 (¢, 1H), 8,01 (n, J=38,5 T,
1H), 7,84-7,77 (m, 1H), 7,74-7,72 (M, 2H), 4,25 (8., J= 6,3 T'y, 1H), 4,19 (az,
J=12,1, 7,0 Ty, 1H), 4,03-3,99 (M, 1H), 3,86-3,78 (M, 2H), 3,63-3,57 (m, 1H),
2,63 (1, J- 13,2, 6,3 T, 1H), 2,31 (nxs., J= 14,2, 7,3 T, 1H), 1,45 (11, J= 6.6,
4,0 T'u, 6H); 3Hs ue Hadbmonanu (2NHs u OH)

259

MS m/z 3822 [M+H]*; 'H IMP (meranon-d,) 6: 9,14 (c, 1H), 8,20 (¢, 1H), 7,92
(n,J- 9,0 Ty, 1H), 7,48-7,46 (m, 2H), 4,23 (ar, J= 13,0, 7,0 Ty, 1H), 4,15 (un,
J=12,5,7,5 T, 1H), 3,98 (nun, J= 11,5, 8.5, 5,5 T', 1H), 3,83-3,76 (m, 2H),
3,58 (kBuHT., J= 6,5 I'y, 1H), 3,31 (¢, 3H), 2,60 (t1, J= 13,0, 7,5 'y, 1H), 2,31-
2,24 (m, 1H), 1,42 (an, J= 6,5, 4,0 I'n, 6H); 1H ne Habmoganu (NH umu OH)
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265

MS m/z 408,6 [M+H]"; 'H IMP (metanon-d,) 8: 9,02-9,22 (m, 1H), 8,70-8,83 (m,
1H), 7,84-7,97 (m, 1H), 7,50-7,67 (m, 2H), 7,22-7,38 (m, 1H), 4,05 (c, 3H), 3,93-
4,01 (m, 1H), 3,82-3,91 (m, 1H), 3,61-3,70 (m, 2H), 3,36-3,46 (M, 1H), 2,94-3,03
(M, 1H), 2,30-2,39 (m, 1H), 1,85-1,99 (m, 1H), 1,14 (1, J=6,7 T'u, 6H); 2Hs ne
nabmonanu (NH u OH)

266

MS m/z 409,6 [M+H]*; 'H AMP (DMSO-d) &: 9,06-9,13 (m, 1H), 9,04 (c, 1H),
8,25 (¢, 1H), 8,12 (mmp.c, 1H), 7,94-8,01 (m, 1H), 7,93 (g, J- 8,2 Ty, 1H), 7,47
(n,J=1,2Tu, 1H), 7,43 (an, J= 8,2, 1,5 ', 1H), 4,36-4,46 (v, 1H), 4,22 (c, 3H),
2,05-2,12 (m, 2H), 1,62 (r, J= 12,7 Ty, 2H), 1,50 (c, 6H), 1,44 (c, 6H)

267

MS m/z 410,1 [M+H]*; 'H SIMP (DMSO-dj) &: 9,05-9,15 (m, 1H), 9,00 (c, 1H),
8,15 (wmp.c, 1H), 7,92-8,03 (m, 2H), 7,72 (n, J= 1,5 T, 1H), 7,64 (an, J=8,2,
1,5 T, 1H), 4,33-4,50 (, 4H), 2,02-2,16 (m, 2H), 1,62 (1, J= 12,8 T'y, 2H), 1,50
(c, 6H), 1,44 (c, 6H)

268

MS m/z 380,4 [M+H]"; 'H SIMP (metaton-d,) 5: 9,10 (c, 1H), 8,80 (c, 1H), 7,97
(n,J=8Tw, 1H), 7,65-7,70 (m, 2H), 7,33 (c, 1H), 4,06 (¢, 3H), 3,80-3,95 (m, 2H),
3,70-3,78 (m, 1H), 3,52-3,59 (™, 1H), 3,43-3,48 (M, 1H), 2,47 (¢, 3H), 2,29-2,35
(M, 1H), 2,00-2,04 (m, 1H); 2Hs He Hadmonamu (NH u OH)

269

MS m/z 356,3 [M+H]"; 'H SIMP (meranon-d,) 8: 8,83 (¢, 1H), 7,99 (n, J= 8 T'ny,
1H), 7,61-7,72 (m, 2H), 6,04 (¢, 1H), 4,03-4,15 (m, 2H), 3,78-3,95 (m, 2H), 3,50-
3,54 (v, 1H), 2,65 (c, 3H), 2,58-2,66 (v, 1H), 2,42-2,53 (v, 1H); 2Hs He
nabmronanu (NH u OH)

270

MS m/z 350,2 [M+H]"; 'H SIMP (mertaHon-d,) &: 8,93 (n, J= 5,0 'y, 2H), 8,02-
8,05 (m, 1H), 7,79 (n, J= 8,5 ', 2H), 7,48 (1, J= 5,0 'y, 1H), 6,05 (¢, 1H), 4,006~
4,16 (m, 2H), 3,75-3,85 (m, 2H), 3,60-3,70 (m, 1H), 2,85 (c, 3H), 2,61-2,69 (m,
1H), 2,40-2,57 (M, 1H); 2Hs ve nadmoxanu (NH u OH)

271

MS m/z 403,3 [M+H]";, 'H AMP (mertanon-d,) &: 8,87 (n, J= 2 T'u, 1H), 8,53 (n,
J=2Tu, 1H), 8,18 (n, J= 3,5 'y, 1H), 7,76 (g, J= 8,5 'y, 1H), 7,35 (ax, J= 8
I'y, 2 T, 1H), 7,32 (¢, 1H), 6,01 (¢, 1H), 4,16 (¢, 3H), 4,00-4,15 (m, 2H), 3,88-
3,95 (v, 2H), 3,80 (v, 1H), 2,84 (c, 3H), 2,60-2,70 (m, 1H), 2,35-2,50 (m, 1H);
2Hs ue natmoganu (NH u OH)

277

MS m/z 409,5 [M+H]*; 'H AMP (mertanon-d,) 8: 7,76 (¢, 1H), 7,72 (n, J= 8,2 'y,
1H), 7,35 (g, J— 8,3 Ty, 1H), 7,31 (c, 1H), 5,98 (c, 1H), 4,42-4,32 (m, 1H), 2,67
(¢, 3H), 2,30-2,17 (m, 2H), 1,86-1,73 (m, 2H), 1,63 (¢, 3H), 1,62 (¢, 3H), 1,55 (c,
3H), 1,53 (c, 3H); 2Hs ne nabmonamu (NH u OH)
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279

MS m/z 406,5 [M+H]"; 'H SIMP (DMSO-d,) &: 9,01 (c, 1H), 8,92 (1, .J- 5,2 T'w,
2H), 8,06 (c, 1H), 7,98 (c, 2H), 7,47 (1, J= 5,0 Ty, 1H), 4,41 (mup.c, 1H), 2,02-
2,12 (m, 2H), 1,48-1,56 (m, 2H), 1,44 (c, 6H), 1,35 (c, 6H); 3Hs He HaGmonanu
(OH u 2NHs)

280

MS m/z 475,8 [M+H]*; 'H SIMP (DMSO-dy) 6: 9,08 (c, 1H), 8,33 (¢, 1H), 7,95
(n, J= 8,0 Ty, 1H), 7,66 (wup.c, 1H), 7,29-7,37 (m, 3H), 6,56 (c, 1H), 6,32 (c,
1H), 5,20 (wup.c, 1H), 3,09 (¢, 3H), 1,54-1,60 (M, 4H), 1,30 (¢, 6H), 1,17 (c, 6H);
1H =e nabmroxamu (OH i NH)

281

MS m/z 4742 [M+H]*; 'H SIMP (DMSO-dy) &: 9,58 (c, 1H), 9,05 (¢, 1H), 8,45
(c, 1H), 8,12 (1, J= 1,6 I'w, 1H), 8,05 (am, J= 8.0, 1,2 I', 1H), 8,00 (1, J= 8,0
Iy, 1H), 5,22 (ump.c, 1H), 4,23 (¢, 3H), 3,05 (¢, 3H), 1,47-1,58 (M, 4H), 1,26 (c,
6H), 1,06 (c, 6H); 2Hs ue nabmonanu (OH u NH)

283

MS m/z 4174 [M+H]"; H AIMP (DMSO-d;) &: 9,26 (c, 1H), 9,17 (¢, 1H), 9,07
(c, 1H), 8,17 (¢, 1H), 7,97 (mw, J=7,9 I'n, 1H), 7,86 (n, /=0,9 I'y, 1H), 7,71 (c,
1H), 7,61 (nz, J=8,5, 1,5 Ty, 1H), 3,67-3,86 (v, 2H), 3,47-3,54 (v, 1H), 3,18-
3,38 (v, 2H), 2,84 (nr, J=12,4, 6,3 T, 1H), 2,10-2,23 (m, 1H), 1,74-1,89 (m, 1H),
1,02 (1, J=6,4 ', 6H); 2Hs ne nadmonanu (NH u OH)

284

MS m/z 477,4 [M+H]"; 'H SIMP (DMSO-dj) &: 9,82-9,94 (m, 1H), 9,11 (c, 1H),
8,90 (1, J= 2,1 T, 1H), 8,52 (1, J= 2,1 T, 1H), 8,29 (wup.c, 1H), 8,23 (¢, 1H),
8,08-8,17 (m, 1H), 7,99 (1, J- 8,9 T, 1H), 7,34-7,40 (v, 2H), 4,70-4,87 (m, 2H),
4,11 (¢, 3H), 1,95-2,06 (m, 1H), 1,84-1,95 (m, 1H), 1,57 (1, J- 18,5 T, 6H), 1,48
(n, J= 6,4 Ty, 6H)

285

MS m/z 472,3 [M+H]"; 'H SIMP (DMSO-d;) &: 9,07 (c, 1H), 8,37 (ump.c, 2H),
8,25 (c, 1H), 7,93 (1, J= 7,2 T, 2H), 7,67 (1, J- 8,4 T', 1H), 7,61 (n, J- 8,40
Ty, 1H), 7,31 (g, J= 7,6 T, 2H), 5,22 (ump.c, 1H), 4,03 (c, 3H), 3,10 (c, 3H),
1,64-1,77 (m, 4H), 1,33 (¢, 6H), 1,06 (c, 6H)

287

MS m/z 427,5 [M+H]*; 'H IMP (DMSO-dy) 5: 9,07 (c, 1H), 8,97 (n, J=10,7 T'ws,
1H), 8,25 (c, 1H), 8,20 (mup.x, J=12,7 I'w, 1H), 7,94 (n, J=8,1 'y, 1H), 7,47 (n,
J=1,5 T, 1H), 7,44 (an, /=8,0, 1,6 I'y, 1H), 4,83 (n, /=49,0 I'y, 1H), 4,22 (c,
3H), 2,00 (ump.x, J=13,3 'y, 1H), 1,90-1,96 (m, 1H), 1,53 (mmp.x, J=19,2 T'ry,
6H), 1,45 (wup.n, J=5,5 I'u, 6H); 2Hs ne mabmoxanu (1 NH u 1 CH 3akpsIT

TTHKOM PacTBOPUTENS)
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288

MS m/z 413,4 [M+H]"; 'H SIMP (DMSO-d;) 5: 10,95-11,09 (m, 1H), 8,91-8.99
(M, 2H), 8,19 (m, J=0,6 T'u, 1H), 8,12 (ump. nn, J=11,7, 1,4 T'y, 1H), 7,92 (z,
J=8,2 I'y, 1H), 7,56 (n, J=1,5 T'y, 1H), 7,51 (um, J=8,2, 1,7 'y, 1H), 7,35 (x,
J=0,8 T, 1H), 4,71-4,86 (m, 1H), 1,90-1,98 (v, 1H), 1,83-1,90 (m, 1H), 1,46
(wup.n, J=18,9 T'y, 6H), 1,38 (wwmp.xa, J=5,3 I'y, 6H); 1H ne nabmonanu (1 CH

3aKPBIT IINKOM PACTBOPHUTEIIS).

290

MS m/z 4544 [M+H]*; 'H SIMP (DMSO-dy) &: 11,14 (up.c, 1H), 9,08 (m, 2H),
8,88 (c, 1H), 8,20 (m, 12,5 I'y, 1H), 7,98 (n, J= 8,2 'y, 1H), 7,84 (»n, /= 1,7 I,
1H), 7,76 (an, J= 8,2, 1,7 I'n, 1H), 7,47 (c, 1H), 4,85 (bd, J= 47,3 I'n, 1H), 3,99
(c, 3H), 2,01 (v, J= 13,4 T, 1H), 1,93 (mm, J= 13,7, 3,6 Ty, 1H), 1,55 (c, 3H),
1,51 (¢, 3H), 1,46 (», J= 1,4 I'uy, 3H), 1,44 (c, 3H); 1H ne nadmonamu (1 CH

3aKPBIT IIMKOM PACTBOPHTEIIS)

291

MS m/z 428,5 [M+H]"; 'H SIMP (DMSO-d) &: 9,03 (¢, 2H), 8,98 (1, /~10,8 I'w,
1H), 8,20 (wwp.x, J-11,3 T'u, 1H), 8,01 (1, J=8,1 T'n, 1H), 7,72 (g, J-1,4 I'y,
1H), 7,66 (an, J=8,1, 1,7Tu, 1H), 4,86 (1, J=47,9 ', 1H), 4,45 (¢, 3H), 2,02 (x,
J=13,6 T, 1H), 1,91-1,98 (m, 1H), 1,55 (¢, 3H), 1,51 (¢, 3H), 1,46 (mmp.x, J~0,9
I'y, 3H), 1,45 (¢, 3H); 1H He Habmonamu (1 CH 3akpbIT MHKOM pacTBOPHUTEIIS)

292

MS m/z 430,4 [M+H]"; 'H SIMP (DMSO-d,) &: 10,96-11,45 (m, 1H), 9,02-9,10
(m, 2H), 9,00 (¢, 1H), 8,20 (wnp.x, J=13,1 'y, 1H), 8,04 (1, J=8,1 I'n, 1H), 7,69
(n, J=1,7 'y, 1H), 7,65 (ax, J=8,1, 1,7 T'y, 1H), 4,86 (n, J=47,5 'y, 1H), 2,02
(ummp.T, J=13,4 'y, 1H), 1,94 (mup. an, J=13,7, 4,0 I'n, 1H), 1,55 (¢, 3H), 1,51
(¢, 3H), 1,46 (mmmp.c, 3H), 1,45 (¢, 3H); 1H ue nabmonamu (1 CH 3akpsIT ukom

pacTBOpHTEIIS)

294

MS m/z 417,4 [M+H]+; 'H SIMP (DMSO-d6) 5: 9,13 (mp.c, 1H), 8,32 (mmp.c,
1H), 8,10-8,24 (m, 1H), 7,92-8,00 (m, 1H), 7,73-7,83 (m, 2H), 7,43-7,57 (m, 2H),
3,69-3,84 (m, 2H), 3,45-3,60 (v, 3H), 2,79-2,89 (m, 1H), 2,10-2,25 (m, 1H), 1,74-
1,88 (m, 1H), 1,34 (1, J=6,1 T'y, 6H); 2Hs He Habmonanmu (NH u OH)

295

MS m/z 353,2 [M+H]*; 'H SIMP (DMSO-ds) 6: 9,07 (c, 1H), 8,23 (¢, 1H), 7,91
(z, J= 8 I'y, 1H), 7,42-7,48 (m, 2H), 4,20 (c, 3H), 3,75-4,00 (M, 4H), 3,65-3,75
(v, TH), 2,66 (c, 3H), 2,40-2,50 (m, 1H), 2,29-2,35 (m, 1H); 2Hs He Habmoxamm
(NH u OH)

300

MS m/z 490,3 [M+H]*; 'H IMP (DMSO-d;) &: 9,10 (c, 1H), 8,81 (x, /= 11,6 I'w,
1H), 8,41 (c, 1H), 7,89-7,96 (m, 2H), 7,80 (¢, 1H), 7,47 (1, J= 12,8 Ty, 1H), 7,31-
7,36 (v, 2H), 5,22 (wup.c, 1H), 4,03 (¢, 3H), 3,13 (c, 3H), 1,93-2,00 (v, 2H),
1,83-1,87 (m, 2H), 1,51 (¢, 6H), 1,44 (¢, 6H
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301

MS m/z 494,2 [M+H]"; 'H AMP (DMSO-d;) &: 9,06 (c, 1H), 8,38 (c, 1H), 8,29
(c, 1H), 7,95 (n, J= 8,4 T'y, 1H), 7,49 (¢, 1H), 7,16-7,20 (m, 2H), 5,22 (ump.c,
1H), 3,10 (c, 3H), 1,63-1,66 (v, 4H), 1,33 (c, 6H), 1,21 (c, 6H); 2Hs He
HaOmonanu (OH u NH)

302

MS m/z 508,3 [M+H]"; 'H SIMP (DMSO-d;) &: 9,06 (c, 1H), 8,35 (mup.c, 1H),
8,29 (c, 1H), 7,94 (», J= 8,0 I'y, 1H), 7,59 (#, J= 5,2 'y, 1H), 7,20 (¢, 1H), 7,17
(n, J= 8,0 I'u, 1H), 5,20 (wwup.c, 1H), 4,00 (c, 3H), 3,11 (c, 3H), 1,69-1,86 (M,
4H), 1,41 (c, 6H), 1,25 (¢, 6H); 1H ne nabmomanu (OH i NH)

303

MS m/z 473,3 [M+H]"; 'H SIMP (metanon-d,) 8: 9,16 (¢, 1H), 8,54 (wwup.c, 2H),
8,18 (c, 1H), 8,01 (n, J= 8,8 'y, 1H), 7,75 (m, J= 0,6 'y, 1H), 7,66-7,70 (m, 3H),
5,38-5,42 (m, 1H), 3,24 (c, 3H), 2,72 (c, 3H), 1,92-1,99 (m, 4H), 1,63 (c, 6H),
1,51 (¢, 6H)

304

MS m/z 489,2 [M+H]"; 'H SIMP (metanon-d,) &: 9,19 (¢, 1H), 8,38 (n,/— 1,6 T'ny,
1H), 8,06 (n, /= 8,8 'y, 1H), 8,01 (¢, 1H), 7,75-7,77 (m, 2H), 7,58 (¢, 1H), 5,38-
5,45 (w, 1H), 4,36 (c, 3H), 3,25 (¢, 3H), 2,02 (1, J- 8,0 ', 4H), 1,66 (c, 6H),
1,54 (c, 6H); 2Hs ne nadmonanu (OH u NH)

305

MS m/z 407,4 [M+H]" 'H AMP (DMSO-dy) 6: 9,79 (¢, 1H), 9,44 (c, 1H), 9,07
(c, 1H), 8,68 (wup.x, J=12,8 I'u, 1H), 8,07 (1, /=8,2 I'y, 1H), 7,89 (n, J=1,7 'L,
1H), 7,80-7,82 (m, 1H), 2,10-2,15 (m, 2H), 1,60 (wwup.t, J=12,7 'y, 2H), 1,49 (c,
6H), 1,41 (¢, 6H); 3Hs ne wnabmomamu (2 NHs, 1CH 3akpeIT mukom

pacTBOpUTEIIS)

307

MS m/z 431,4 [M+H]*; 'H IMP (metanon-d,) §: 8,85 (n, /=1,8 Ty, 1H), 8,80 (c,
1H), 8,47 (n, J=1,8 T, 1H), 8,15 (c, 1H), 7,87 (n, J=7,9 T'w, 1H), 7,56 (n, J=0,9
T, 1H), 7,47 (n, J=7,9 Ty, 1H), 4,15 (c, 3H), 3,80-4,03 (m, 2H), 3,55-3,72 (M,
2H), 3,36-3,43 (m, 1H), 2,94-3,03 (M, 1H), 2,28-2,43 (m, 1H), 1,86-1,99 (M, 1H),
1,14 (1, J=5,8 T'y, 6H); 2Hs ne nabmromanu (NH u OH)

314

MS m/z 406,4 [M+H]" 'H SIMP (metanon-d;) 6: 9,54 (c, 1H), 9,24 (n, J=5,3 'y,
1H), 9,06 (c, 1H), 8,52 (mmp.c, 1H), 8,06 (an, J=5,3, 2,1 I'y, 1H), 7,99 (7, J=8,2
Iy, 1H), 7,48 (wwmp.x, J=8,1 'y, 1H), 7,44 (¢, 1H), 4,52 (wwup.c, 1H), 2,19-2,29
(M, 2H), 1,67 (wup.T, J=13,0 T'y, 2H), 1,61 (¢, 6H), 1,50 (c, 6H); 2Hs ne
nabmonanu (NH u OH)
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320

MS m/z 354,2 [M+H]*; 'H AMP (DMSO-dy) 6: 9,05 (¢, 1H), 7,99 (n, J= 8 T'yy,
1H), 7,73 (¢, 1H), 7,66 (n, J= 8 'y, 1H), 4,44 (c, 3H), 3,75-4,00 (m, 4H), 3,65-
3,75 (m, 1H), 2,67 (¢, 3H), 2,40-2,48 (m, 1H), 2,31 (M, 1H); 2Hs ve nabmonamu
(NH u OH)

321

MS m/z 459,4 [M+H]"; 'H SIMP (metanon-d,) & : 8,87 (c, 1H), 8,52 (c, 1H), 8,21
(c, 1H), 7,73 (n, J= 8 Ty, 1H), 7,35 (n, J= 8 I'y, 1H), 7,30 (¢, 1H), 6,01 (c, 1H),
433 (m, 1H), 4,16 (c, 3H), 2,25 (1, J= 16 'y, 2H), 1,7-1,82 (M, 2H), 1,62 (7, J=
8,5Tu, 6H), 1,53 (1, J= 5,5 I'u, 6H); 2Hs ne Habmomam (NH u OH)

344

MS m/z 484,2 [M+H]"; 'H AMP (mertanon-d,), &: 9,15 (¢, 1H), 8,39 (n, J= 1,2
I'u, 1H), 8,38 (¢, 1H), 8,03 (n, /= 8,4 'y, 1H), 7,94 (n, J= 1,2 'y, 1H), 7,70-7,72
(m, 2H), 5,40-5,42 (m, 1H), 3,24 (¢, 3H), 1,97-2,05 (M, 4H), 1,66 (c, 6H), 1,54 (c,
6H); 2Hs ne nabnromanu (OH u NH)

351

MS m/z 488,3 [M+H]*; 'H AMP (metanon-d,), &: 9,17 (¢, 1H), 8,54 (wup.c, 2H),
8,25 (c, 1H), 8,03 (», J= 8,0 I', 1H), 7,86 (¢, 1H), 7,81 (c, 1H), 7,71-7,74 (m,
2H), 5,39-5,43 (v, 1H), 4,46 (c, 2H), 3,25 (c, 3H), 2,01 (1, J= 7,6 T', 4H), 1,65
(c, 6H), 1,54 (¢, 6H); 2Hs ne natmomanu (OH u NH)

359

MS m/z 445,6 [M+H]"; 'H IMP (metanon-d,) 8: 9,48 (¢, 1H), 8,87 (n, /=4,0 T'1y,
1H), 8,48 (c, 1H), 8,24-8,40 (m, 1H), 7,81 (1, J=8,2 ', 1H), 7,27-7,39 (m, 2H),
5,96 (¢, 1H), 4,29-4,49 (m, 1H), 2,15 (mg, /=22,0, 13,7 T'y, 2H), 1,63-1,81 (M,
2H), 1,56 (m, /=8,9 I'y, 6H), 1,46 (1, J=5,2 T'u, 6H); 3Hs re HaOmonamu (2NHs
u OH)

360

MS m/z 444,77 [M+H]*; 'H SIMP (mertaHon-d,) 8: 8,85 (n, /=6,1 'y, 1H), 8,71 (c,
1H), 8,02-8,11 (m, 1H), 7,95-8,00 (m, 1H), 7,83-7,92 (m, 1H), 7,52-7,61 (m, 3H),
5,80-6,24 (v, 1H), 4,24-4,57 (m, 1H), 2,28 (a1, J=19,5, 15,0 T', 2H), 1,68-1,89
(M, 2H), 1,65 (n, /=82 ', 6H), 1,56 (n, J=5,2 I'y, 6H); 3Hs ne Habmonamm
(2NHs u OH)

365

MS m/z 414,4 [M+H]*, 'H SIMP (meranon-d,) 5: 9,12 (c, 1H), 8,00 (c, 1H), 7,86
(n,J=8,0Tw, 1H), 7,30 (¢, 1H), 7,26 (m, J= 7,5 'y, 1H), 4,30-4,19 (M, 2H), 4,00-
3,95 (m, 1H), 3,77-3,73 (m, 2H), 2,67-2,61 (M, 1H), 2,32-2,24 (m, 1H), 1,49 (c,
9H); 3Hs ne nabmonamu (2NHs u OH)

366

MS m/z 405,3 [M+H]*; 'H AMP (metanon-d,) 6: 9,14 (c, 1H), 8,20 (¢, 1H), 7,92
(n,J= 9,0 T, 1H), 7,34 (mup.c, 2H), 4,31-4,20 (v, 2H), 4,01-3,96 (m, 1H), 3,79-
3,73 (m, 2H), 2,68-2,62 (m, 1H), 2,32-2,24 (m, 1H), 1,49 (c, 9H), 3Hs ne
Habmonamu (2NHs u OH)
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374 MS m/z 398,4 [M+H]"; 'H SIMP (metanon-d,) &: 8,50 (c, 1H), 8,24 (n, J=10,2
I'w, 1H), 7,99 (c, 1H), 7,21 (m, 2H), 3,96-4,04 (v, 1H), 3,77-3,88 (m, 2H), 3,62
(ump.x, J=7,6 Ty, 1H), 3,44-3,50 (m, 1H), 2,39-2,52 (m, 1H), 1,93-2,10 (m, 1H),
1,27 (¢, 9H); 3Hs ne nabmromanu (2 NHs u OH)

375 MS m/z 394,3 [M+H]"; 'H SIMP (mertanon-d,) 6: 8,01 (uwup.c, 1H), 7,67 (n, J=
8,0 I'y, 1H), 7,15 (m, J= 8,5 T'y, 1H), 7,12 (¢, 1H), 5,99 (c, 1H), 4,41-4,33 (M,
1H), 4,22-4,18 (v, 1H), 4,02-3,91 (v, 2H), 3,80-3,76 (m, 1H), 2,73-2,66 (v, 1H),
2,53 (¢, 3H), 2,50-2,46 (m, 1H), 1,54 (¢, 9H), 3Hs ne nabmonanu (2NHs u OH)
383 MS m/z 476,3 [M+H]";, 'H SIMP (DMSO-dj) &: 9,10 (c, 1H), 8,27 (1, J= 3,4 'w,
1H), 7,84-8,02 (m, 2H), 7,55 (an, J= 12,6, 0,9 Ty, 1H), 7,28-7,38 (m, 2H), 5,10-
5,32 (m, 1H), 3,11 (¢, 3H), 1,77-1,94 (m, 2H), 1,66-1,77 (m, 2H), 1,43 (c, 6H),
1,34 (c, 6H); 3Hs ue nabmonamu (OH u 2 NHs)

IIpumep 5. [Momydenne coequueHus 63
OTf
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Cragus 1. tpuc-(Jubensmnmmaenaneron)munamaanii(0) (4,5 wmr, 0,005 wMmoms) u  2-TU-TpeT-
oyruindocduno-3,4,5,6-rerpamernin-2',4',6'-rpunzonponui-1,1'-oudpennn (6,0 mr, 0,0125 Mmons) cycnieHaupo-
Bayu B 5:1 Tomyoune/nnokcane (1 mi). IlypnypHo-KpacHbIif pacTBop 6apOOTHPOBAIM aproHOM B TEUCHHUE 5 MUH,
3areM HarpeBanu 10 120°C B TeueHue 5 MuH. PacTBOp oximakaanu 10 KOMHATHOM TeMIepaTyphl H JOOaBIIsITH 3-
(MeTokcuMeToKCeH )-4-(3-(MeTni(2,2,6,6-TeTpaMeTIIITATIEpUINH-4- 1T )aMUuHO)- 1,2, 4-Tpra3uH-6-un)peHmt Tpud-
topmertancynbhonar (53 mr, 0,10 mmoins), K;PO, (64 mr, 0,30 mmons) u 1,2,3-tpuazon (9,0 mr, 0,013 MMomb).
Cycrien3uto 6apOOTHPOBAIH €IIe OJIIH pa3 aproHoM, 3ateM HarpeBanu 10 120°C B Teuenue 1 9 1o Tex mop, mo-
Ka He OBLT MOJTHOCTHIO U3PACXO0I0BaH apuATpudIaT WK He MOSBWICS XJIopua, mo manHeiM CBOXXX. Peakimon-
HYI0O CMECh OXJaXAadl OO0 KOMHATHOW TeMIIEpaTypsl M MPOIYKT OYHINAIN XpoMaTorpadueld Ha CHIHKareie
(ISCO), smroupys npu nomontu 5-30% MeOH B CH,Cl,, ¢ monyuennem 6-(2-(metokcumerokcu)-4-(2H-1,2,3-
Tpuazon-2-mn)perni)-N-metmn-N-(2,2,6,6-retpamerninune pugna-4-nmn)- 1,2, 4-tpuasun-3-amuna (34 mr, 75%
BBIXOJI) B BUJIE TEMHOTO TBEPOTO BemecTa. MS m/z 453,6 [M+H]".

AnprepHaTHBHO, 6-(4-XJ10p-2-(MeTOKcHMeTOKCH)penun)-N-metnin-N-(2,2,6,6-TeTpaMe THIANUIepH IHH-4-
win)-1,2,4-Tpua3uH-3-aMIH MOXKHO MCIIOJIb30BaTh B KAYECTBE HCXOIHOTO BEIIECTBA IS CTauH 1.

Cramust 2. 6-(2-(Merokcumerokcn)-4-(2H-1,2,3-rpuazon-2-nm)penmn)-N-metnin-N-(2,2,6,6-reTpameTHII-
nunepuanH-4-mn)-1,2,4-tpuazun-3-amus (34 mr, 0,075 mmois) cycnengupoBas B8 MeOH (1 mur), 3atem no6as-
s HCI (4 M B nuokcane, 1 mur). PacTBop nmepemenvBaiy Npyd KOMHAaTHOH TeMmeparype B Tedyenue 14. Peak-
IIMOHHYIO CMECh KOHIICHTPHPOBAIH W TPOMYKT OUHIIamu xpomarorpadueit Ha cunmkarene (ISCO), smroupys
npu momomu 5-30% MeOH B CH,Cl,, ¢ mnomyuenmem 2-(3-(metmn(2,2,6,6-TeTpaMeTHIIHIICPUINH-4-
WT)aMuHO)- 1,2,4-Tprazun-6-mn)-5-(2H-1,2,3-tpuazon-2-mm)penona (25 mr, 80% BBIXOA) B BHIEC OPAHKEBOTO
TBEPJIOTO BEIIECTBA.

MS m/z 409,5 [M+H]"; '"H SIMP (DMSO-de) 8: 9,03-9,15 (m, 2H), 8,16 (c, 2H), 7,99-8,13 (m, 2H), 7,72 (x,
J=2,1 Ty, 1H), 7,64 (an, J=8,5, 2,1 I'n, 1H), 5,14-5,32 (M, 1H), 3,13 (c, 3H), 1,98-2,04 (M, 2H), 1,80-1,85 (M,
2H), 1,52 (c, 6H), 1,48 (c, 6H).
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C HCMoNb30BaHUEM TMPOLEAYPhl, OMUCAHHON AJISl IpUMeEpa S, MOXKHO MOJIYYUTh JOTIOTHUTEIbHBIE COeIU-
HEHUSI, ONIMCAHHbIE B HACTOSALIEH 3asiBKE, UCIOJIb3Ys MOIXO/AIIee UCXOAHOE BEIECTBO, OIXOASIINE PeareHThI
1 peaKIMOHHBIC YCIIOBUS, C ITOJYICHHEM COCTMHEHUH, TAKMX KaK COSTMHEHNs, BRIOPAHHbIE 3!
Coen. Nannbie

51 MS m/z 423,6 [M+H]"; 'H IMP (metanon-dy) 6: 9,12 (¢, 1H), 9,02 (¢, 1H), 8,01
(1, J= 8,5 T, 1H), 7,38-7,47 (m, 2H), 5,35-5,45 (m, 1H), 3,24 (c, 3H), 2,47 (c,
3H), 1,96-2,04 (M, 4H), 1,64 (c, 6H), 1,53 (c, 6H), 2Hs re nabmoxgam (OH u
NH)

55 MS m/z 438,6 [M+H]"; 'H SIMP (metaunon-dy) 6: 9,24 (¢, 1H), 8,02 (¢, 1H), 8,05
(c, IH), 7,92 (n, J= 8,5 'y, 1H), 7,71-7,78 (m, 1H), 7,49-7,57 (m, 2H), 7,32-
7,42 (m, 4H), 5,99 (¢, 1H), 5,36-5,46 (m, 1H), 4,41-4,52 (m, 1H), 3,85 (¢, 6H),
3,25 (¢, 3H), 3,16 (c, 3H), 1,98-2,19 (m, 8H); 1,56-1,70 (m, 24H); 2 poramepa
(1:1), 2Hs ne nabmoxnamu (NHs)

59 MS m/z 442,5 [M+H]"; 'H SIMP (DMSO-dy) &: 9,10 (c, 1H), 8,30 (c, 1H), 8,00
(1, J=8,0 T, 1H), 7,94 (c, 1H), 7,27 (1, J= 8,5 T, 1H), 7,24 (c, 1H), 5,13-5,28
(m, 1H), 3,11 (¢, 3H), 1,85-2,06 (M, 2H), 1,70-1,81 (m, 2H), 1,46 (¢, 6H), 1,42
(c, 6H); 2Hs ne nabmoganu (NH u OH)

68 MS m/z 450,5 [M+H]"; 'H AMP (DMSO-dj) 6: 11,42 (ump.c, 1H), 9,24 (¢, 1H),
9,08-9,15 (M, 2H), 8,21 (¢, 1H), 8,05-8,13 (m, 1H), 8,01 (n, /=8,5T', 1H), 7,59
(n, J= 2,1 T, 1H), 7,55 (an, J= 8,5, 2,1 T, 1H), 5,16-5,29 (v, 1H), 3,90 (c,
3H), 3,13 (¢, 3H), 2,01 (1, J= 13,0 'y, 2H), 1,75-1,86 (m, 2H), 1,52 (c, 6H),
1,48 (c, 6H)

69 MS m/z 423,6 [M+H]"; 'H SIMP (DMSO-d;) &: 11,17 (wup.c, 1H), 9,04-9,13
(M, 1H), 9,02 (¢, 1H), 8,01-8,09 (m, 1H), 7,99 (n, J= 8,5 'y, 1H), 7,92 (c, 1H),
7,65 (n, J= 2,1 Ty, 1H), 7,57 (ug, J= 8,5, 2,1 I'y, 1H), 5,13-5,31 (m, 1H), 3,13
(c, 3H), 2,38 (c, 3H), 1,95-2,05 (m, 2H), 1,80-1,86 (m, 2H), 1,52 (c, 6H), 1,48
(c, 6H)

79 MS m/z 409,4 [M+H]"; 'H SIMP (DMSO-dy) &: 9,35 (c, 1H), 9,15-9,18 (m, 1H),
9,06 (c, 1H), 8,27 (c, 1H), 8,08-8,17 (m, 1H), 8,02 (1, J= 8,2 'n, 1H), 7,47-7,55
(M, 2H), 5,16-5,30 (m, 1H), 3,13 (¢, 3H), 2,03 (1, /= 13,0 'y, 2H), 1,77-1,85 (M,
2H), 1,52 (¢, 6H), 1,49 (c, 6H)

89 MS m/z 408,5 [M+H]"; 'H IMP (metanon-dy) 6: 9,12 (¢, 1H), 8,23 (¢, 1H), 8,01
(n, J= 8,0 T'u, 1H), 7,65 (¢, 1H), 7,23 (», J= 8,5 'y, 1H), 7,21 (c, 2H), 5,39-
5,43 (m, 1H), 3,24 (c, 3H), 2,00-2,01 (M, 4H), 1,65 (¢, 6H), 1,54 (¢, 6H); 2Hs He
Habmonamn (NH u OH)
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90

MS m/z 424,2 [M+H]"; 'H IMP (DMSO- dy) &: 9,27-9,38 (m, 1H), 9,06 (¢, 1H),
8,18-8,31 (m, 1H), 7,87-7,96 (m, 2H), 7,38-7,44 (m, 2H), 7,32 (n, J= 8,2 I'yy,
1H), 3,12 (c, 3H), 2,05 (1, J= 13,0 I'y, 2H), 1,72-1,83 (v, 2H), 1,52 (c, 6H),
1,50 (¢, 6H); 1H He Habmonanu

93

MS m/z 426,6 [M+H]"; 'H SIMP (DMSO-dy) 6 9,13-9,27 (m, 1H), 9,06 (c, 1H),
8,73 (1, J= 4,3 I'y, 1H), 8,09-8,20 (m, 1H), 7,97 (1, J= 8,5 'y, 1H), 7,88 (1, /=
4,0 T, 1H), 7,49 (¢, 1H), 7,39 (1, J= 8,5 I'n, 1H), 5,18-5,26 (m, 1H), 3,12 (c,
3H), 2,03 (1, J= 13,0 T, 2H), 1,74-1,85 (m, 2H), 1,52 (c, 6H), 1,49 (c, 6H)

94

MS m/z 422,6 [M+H]*; 'H IMP (DMSO-d;) 5: 9,10-9,21 (m, 1H), 9,06 (c, 1H),
8,28 (c, 1H), 8,06-8,17 (m, 1H), 7,94 (n, J= 8,9 T', 1H), 7,59 (c, 1H), 7,46 (c,
1H), 7,38 (1, /= 8,2 Ty, 1H), 5,16-5,29 (m, 1H), 3,12 (c, 3H), 2,11 (¢, 3H), 2,02
(r,J- 13,0 T, 2H), 1,77-1,84 (u, 2H), 1,52 (c, 6H), 1,48 (c, 6H)

99

MS m/z 454,5 [M+H]"; 'H SIMP (DMSO-d,) 5: 9,15-9,26 (m, 1H), 9,05 (c, 1H),
9,03 (c, 1H), 8,12-8,21 (m, 1H), 8,09 (1, J= 8,5 I'w, 1H), 7,77 (g, J= 2,1 Ty,
1H), 7,69 (an, J= 8,5, 2,1 T, 1H), 5,17-5,32 (m, 1H), 3,14 (c, 3H), 1,98-2,09
(M, 2H), 1,76-1,85 (v, 2H), 1,52 (c, 6H), 1,49 (c, 6H)

119

MS m/z 424,3 [M+H]"; 'H AIMP (DMSO-dy) 8: 9,11-9,23 (m, 1H), 9,03 (c, 1H),
8,10-8,20 (m, 1H), 8,08 (z, J= 8,5 'y, 1H), 7,73 (n, J= 1,8 T'w, 1H), 7,67 (an,
J=18,5,2,1 Ty, 1H), 5,16-5,33 (v, 1H), 3,14 (c, 3H), 2,61 (¢, 3H), 2,03 (T, J=
12,8 I'u, 2H), 1,76-1,87 (m, 2H), 1,52 (c, 6H), 1,49 (c, 6H)

121

MS m/z 3952 [M+H];, 'H SMP (DMSO-dy) 6: 11,33 ( mup.c, 1H), 9,35
(wwup.c, 1H), 8,97 (c, 1H), 8,15 (c, 2H), 8,07 (wwup.c, 1H), 8,00 (x, J= 8,5 'y,
1H), 7,71 (n, J= 1,5 T'm, 1H), 7,62 (nx, J= 8,5, 2,0 I'n, 1H), 4,40 (mmp.c, 1H),
2,06 (m, J= 12,5 T'y, 2H), 1,63 (1, J= 12,5 T', 2H), 1,50 (¢, 6H), 1,45 (c, 6H)

122

MS m/z 396,3 [M+H]", 'H IMP (DMSO-d,) &: 11,18 (c, 1H), 9,24 (c, 1H),
9,18-9,13 (m, 1H), 8,37-8,30 (m, 1H), 8,17 (c, 2H), 8,03 (n,.J= 8,5 ', 1H), 7,78
(n, J= 2,0 T, 1H), 7,68 (am, J= 8,5, 2,0 Ty, 1H), 5,66-5,61 (m, 1H), 2,35 (nx,
J= 13,0, 3,0 T, 2H), 1,86 (1, J= 12,5 ', 2H), 1,52 (¢, 6H), 1,51 (c, 6H)

133

MS m/z 443,4 [M+H]*"; 'H AMP (DMSO-dj) &: 9,40 (¢, 1H), 9,15-9,23 (m, 1H),
9,05 (c, 1H), 8,10-8,18 (v, 1H), 8,03 (m, J= 9,2 T'u, 1H), 7,43-7,49 (m, 2H),
5,18-5,29 (m, 1H), 3,13 (c, 3H), 2,03 (t, J= 12,8 T'n, 2H), 1,78-1,84 (v, 2H),
1,52 (¢, 6H), 1,49 (c, 6H)
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MS m/z 433,5 [M+H]"; 'H SIMP (DMSO-dy) &: 9,42 (c, 1H), 9,17 (c, 1H), 8,44
(c, 1H), 8,07 (1, J= 8,5 'y, 1H), 7,56 (c, 1H), 7,40-7,47 (m, 1H), 5,20-536 (m,
1H), 3,16 (¢, 3H), 1,64-1,72 (m, 2H), 1,51-1,58 (m, 2H), 1,32 (c, 6H), 1,18 (c,
6H); 2Hs ue nadmonanu (OH u NH)

139

MS m/z 433,5 [M+H]"; 'H IMP (DMSO-djs) 8: 9,20 (¢, 1H), 8,87 (¢, 1H), 8,65
(c, 1H), 8,13 (m, J= 8,5 'y, 1H), 7,32-7,42 (m, 2H), 5,22-5,40 (M, 1H), 3,18 (¢,
3H), 1,52-1,69 (m, 4H), 1,34 (c, 6H), 1,20 (¢, 6H); 2Hs He nabdbmomanmu (OH u
NH)

140

MS m/z 450,5 [M+H]"; 'H AMP (DMSO-dj) &: 9,40 (c, 1H), 9,14-9,23 (m, 1H),
9,05 (c, 1H), 8,09-8,21 (m, 1H), 8,03 (1, J= 9,2 'y, 1H), 7,41-7,51 (m, 2H),
5,17-5,31 (m, 1H), 3,17 (¢, 3H), 3,13 (¢, 3H), 2,03 (r, J= 12,8 ', 2H), 1,75-
1,86 (m, 2H), 1,52 (¢, 6H), 1,49 (c, 6H); 1H He nabmoznanu (OH wmu NH)

161

MS m/z 438,6 [M+H]"; 'H SIMP (DMSO-d,) 5: 9,31-9,44 (m, 1H), 9,06 (c, 1H),
8,38 (c, 1H), 8,24-834 (m, 1H), 7,95 (1, J- 8,5 T'y, 1H), 7,70 (c, 1H), 7,49 (c,
1H), 7,41 (1, J= 8,5 Ty, 1H), 5,16-5,30 (m, 1H), 4,45 (c, 2H), 3,12 (¢, 3H), 2,07
(r, J= 12,8 Ty, 2H), 1,72-1,84 (m, 2H), 1,52 (c, 6H), 1,51 (c, 6H); 1H He

Habmonanu (OH)

172

MS m/z 439,5 [M+H]"; 'H SIMP (DMSO-d;) 6: 9,02 (c, 1H), 8,04 (¢, 1H), 8,01
(n, J= 8,5 Ty, 1H), 7,65 (c, 1H), 7,59 (n, J= 8,9 T, 1H), 5,45 (1, J= 5,5 Ty,
1H), 5,15-5,29 (m, 1H), 4,66 (1, J= 5,8 T, 2H), 3,12 (c, 3H), 1,67-1,89 (, 4H),
1,43 (c, 6H), 1,33 (¢, 6H); 2Hs ne Habmomamu (OH u NH)

187

MS m/z 380,3 [M+H]"; 'H AMP (metanon-d,) §: 9,38 (mmp.c, 1H), 9,16 (¢, 1H),
8,11 (1, J= 9,0 I'y, 1H), 8,07 (¢, 1H), 7,73 (c, 1H), 7,35-7,33 (m, 2H), 4,31-4,22
(M, 2H), 4,02-3,98 (M, 1H), 3,80-3,75 (m, 2H), 2,68-2,62 (m, 1H), 2,33-2,25 (M,
1H), 1,49 (c, 9H); 2Hs ne nadmonamu (NH u OH)

197

MS m/z 394,3 [M+H]"; 'H SIMP (meranon-d,) 8: 9,37 (¢, 1H), 9,16 (¢, 1H), 8,10
(o, J= 8,0 'y, 1H), 7,83 (¢, 1H), 7,32-7,30 (m, 2H), 4,31-4,22 (m, 2H), 4,02-
3,98 (m,1H), 3,81-3,75 (m, 2H), 2,68-2,62 (m, 1H), 2,45 (c, 3H), 2,33-2,26 (wm,
1H), 1,49 (c, 9H), 2Hs He nabmoaamu (NH 1 OH)

204

MS m/z381,5 [M+H]"; 'H SIMP (DMSO-ds) : 11,37 (mmp.c, 1H), 9,02 (c, 1H),
8,15 (c, 2H), 8,00 (n, J- 8,2 I'y, 1H), 7,72 (c, 1H), 7,63 (x, J— 8,2 T, 1H),
3,92-4,02 (m, 2H), 3,72-3,85 (M, 2H), 3,50-3,62 (m, 3H), 1,24 (c, 9H);1 H He
Habmomnami (OH wmn NH)
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218

MS m/z 339,2 [M+H]"; 'H AMP (DMSO-dj) 6: 9,03 (c, 1H), 8,14 (¢, 2H), 7,99
(n, J= 8,5 'y, 1H), 7,71 (¢, 1H), 7,64 (n, J= 8,5 'y, 1H), 3,75-3,98 (m, 4H),
3,62-3,70 (wmp.c, 1H), 2,66 (c, 3H), 2,40-2,48 (M, 1H), 2,25-2,35 (M, 1H); 2Hs
He HaOmonganu (NH u OH)

219

MS m/z 356,2 [M+H]"; 'H SIMP (DMSO-d;) &: 9,05 (c, 1H), 8,69 (1, J— 4 L',
1H), 7,94 (n, J= 8,5 'y, 1H), 7,86 (n, J= 4 I'y, 1H), 7,47 (c, 1H), 7,39 (1, J=
8,5 T', 1H), 3,70-4,00 (m, 4H), 3,60-3,70 (m, 1H), 2,66 (c, 3H), 2,40-2,50 (m,
1H), 2,25-2,35 (M, 1H); 2Hs ne vabmonanu (NH u OH)

220

MS m/z 338,2 [M+H]"; 'H SIMP (DMSO-d;) 6: 9,76 (¢, 1H), 9,10 (c, 1H), 8,31
(c, 1H), 8,08 (1, J= 5 I'w, 1H), 7,95 (c, 1H), 7,42 (m, 2H), 3,80-4,00 (m, 4H),
3,72 (m, 1H), 2,65 (c, 3H), 2,43 (m, 1H), 2,31 (m, 1H); 2Hs He Habnromanu (NH
u OH)

228

MS m/z 392,5 [M+H]"; 'H AAMP (meranon-dy) &: 9,42 (c, 1H), 7,85 (c, 2H),
7,34-7,31 (m, 2H), 5,98 (c, 1H), 4,27 (c, 2H), 4,16 (c, 2H), 3,53 (1, J= 12,8 T'wy,
3H), 3,20-3,12 (M, 2H), 2,91 (¢, 3H), 2,45 (¢, 3H), 2,37 (m, J= 14,5 ', 2H),
2,13 (1, J= 11,9 T'u, 2H); 1H He Habmonanu (OH)

229

MS m/z 396,5 [M+H]"; 'H AMP (metanon-dy) &: 8,34 (n, J= 4,4 T'u, 1H), 7,73-
7,64 (m, 2H), 7,41-7,33 (m, 2H), 5,94 (c, 1H), 4,26 (c, 2H), 4,14 (¢, 2H), 3,53
(n, J= 12,7 T, 2H), 3,14 (1, J= 12,7 T, 2H), 2,90 (c, 3H), 2,37 (1, J= 14,6 T'1y,
2H), 2,13 (1, J= 13,8 I'y, 2H); 1H ne mabmoxanu (OH)

230

MS m/z 396,4 [M+H]"; 'H SIMP (meranon-dy) 6: 8,13 (¢, 1H), 7,76 (n, J= 8,5
Iy, 1H), 7,41 (n, /= 7,5 Ty, 1H), 7,22 (g, J= 9,1 I'y, 1H), 7,20 (¢, 1H), 5,95 (c,
1H), 4,26 (c, 2H), 4,15 (c, 2H), 3,53 (n, J= 12,4 I'y, 2H), 3,15 (1, J= 12,6 I'ny,
2H), 2,90 (¢, 3H), 2,37 (n, J— 14,4 Ty, 2H), 2,13 (r, J= 13,8 T'y, 2H); 1H ne

HaOmonanu (OH)

231

MS m/z378,4 [M+H]"; 'H SIMP (metanon-dy) 6: 9,57 (¢, 1H), 8,14 (¢, 1H), 7,87
(m, J=8,2 Ty, 1H), 7,80 (¢, 1H), 7,37 (n, J= 8,9 I'yy, 2H), 5,99 (¢, 1H), 4,28 (c,
2H), 4,16 (c, 2H), 3,53 (», J= 12,7 T'm, 2H), 3,15 (1, J= 12,6 T'y, 2H), 2,90 (c,
3H), 2,37 (n, J= 14,3 T, 2H), 2,14 (1, J= 13,6 Ty, 2H); 1H ne nabmonamm
(OH)

232

MS m/z 379,4 [M+H]";, 'H SAIMP (metanon-dy) 6: 9,06 (¢, 1H), 8,00-7,90 (m,
3H), 7,73-7,65 (m, 2H), 4,09 (wup.x, J= 20,9 T, 4H), 3,51 (wup.c, 2H), 3,11
(wump.c, 2H), 2,90 (c, 3H), 2,30 (ump.c, 2H), 2,08 (wup.c, 2H); 1H He

Habmonanu (OH)
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238

MS m/z381,5 [M+H]"; 'H AMP (DMSO-dy) 6: 11,37 (ump.c, 1H), 9,02 (¢, 1H),
8,15 (c, 2H), 8,00 (1, J- 8,2 T, 1H), 7,72 (¢, 1H), 7,63 (z, J= 8,2 Ty, 1H),
3,92-4,02 (m, 2H), 3,72-3,85 (M, 2H), 3,50-3,62 (M, 3H), 1,24 (c, SH); 1H He
Habmromanu (OH umn NH)

239

MS m/z 426,5 [M+H]*; 'H SIMP (DMSO-dy) 8: 10,06-10,18 (m, 1H), 9,66 (c,
1H), 9,08 (¢, 1H), 8,36 (wwup.c, 1H), 8,13 (x, J= 13,4 T'u, 1H), 8,07 (z, J= 8,2
I'n, 1H), 8,03 (c, 1H), 7,39 (¢, 1H), 7,36 (1, J= 8,2 T, 1H), 4,74-4.84 (m, 2H),
2,38 (¢, 3H), 1,96-2,07 (m, 1H), 1,84-1,93 (v, 1H), 1,57 (1, J= 18,5 I'y, 6H),
1,49 (m, J=5,8 T'y, 6H)

240

MS m/z 430,5 [M+H]"; 'H AMP (DMSO-dj) 8: 9,94 (wwup.c, 1H), 9,10 (c, 1H),
8,33 (wmp.c, 1H), 8,13 (n, J= 13,1 T'u, 1H), 8,07 (c, 1H), 8,00 (u, J= 8,2 I'ny,
1H), 7,57 (g, J- 8,2 T, 1H), 6,77-7,37 (m, 3H), 4,76-4,85 (m, 2H), 1,95-2,07
(M, 1H), 1,85-1,94 (M, 1H), 1,57 (n, J= 18,5 'y, 6H), 1,48 (g, J= 6,1 'y, 6H)

264

MS m/z 367,4 [M+H]"; 'H SIMP (meraton-dy) 6: 9,06 (c, 1H), 7,87-7,98 (m,
3H), 7,59-7,68 (M, 2H), 3,96 (axn, /=11,0, 7,0 T'n, 1H), 3,76-3,91 (m, 1H), 3,54-
3,70 (m, 2H), 3,38 (wwup. ng, J=11,1, 6,6 I'y, 1H), 2,98 (x1, /=12,5, 6,3 'y, 1H),
2,29-2,39 (v, 1H), 1,86-1,97 (v, 1H), 1,14 (1, J=6,1 Tu, 6H); 2Hs He
HaOmonanu (NH u OH)

273

MS m/z 394,4 [M+H]"; 'H SIMP (metanon-ds) 6: 9,58 (c, LH), 8,15 (c, 1H), 7,89
(n, J- 8,1 'y, 1H), 7,81 (c, 1H), 7,41-7,36 (v, 2H), 6,01 (c, 1H), 4,49-4,40 (m,
1H), 2,31-2,18 (m, 2H), 1,87-1,74 (m, 2H), 1,65 (c, 3H), 1,63 (c, 3H), 1,55 (c,
3H), 1,54 (c, 3H); 3Hs He Habmoxanu (2 NHs u OH)

274

MS m/z 408,4 [M+H]"; 'H SIMP (meranon-dy) &: 9,44 (c, 1H), 7,89-7,83 (m,
2H), 7,36-7,31 (m, 2H), 6,00 (c, 1H), 4,48-4,38 (m, 1H), 2,28-2,19 (m, 2H), 1,86-
1,75 (m, 2H), 1,64 (c, 3H), 1,63 (c, 3H), 1,55 (c, 3H), 1,54 (c, 3H); 3Hs ne
Habmomnamu (2NHs u OH)

275

MS m/z 412,5 [M+H]"; 'H AAMP (metanon-ds) &: 7,99 (¢, 1H), 7,77 (m, J= 8,6
I'u, 1H), 7,35 (#, J= 9,5 T, 1H), 7,22 (0, J= 8,6 T'y, 1H), 7,19 (¢, 1H), 5,98 (c,
1H), 4,37 (m, 1H), 2,29-2,18 (m, 2H), 1,78 (m, 2H), 1,63 (c, 3H), 1,61 (c, 3H),
1,55 (¢, 3H), 1,53 (¢, 3H); 2Hs ne Habmomanu (NH u OH)

276

MS m/z 412,4 [M+H]", 'H AIMP (metanon-d,) 6: 8,35 (n, J= 4,5 'y, 1H), 7,71
(n, J= 8,5 T, 1H), 7,69 (n, J= 4,0 T, 1H), 7,40-7,35 (v, 2H), 5,97 (c, 1H),
4,41-4,30 (m, 1H), 2,31-2,19 (m, 2H), 1,84-1,72 (m, 2H), 1,63 (¢, 3H), 1,61 (c,
3H), 1,55 (c, 3H), 1,53 (c, 3H); 3Hs ne Habtmoaamu (2NHs u OH
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315 MS m/z 420,5 [M+H]"; 'H AMP (metanon-dy) 6: 9,00 (¢, 1H), 8,47 (¢, 2H), 8,37
(n, J= 2,6 Ty, 1H), 8,07 (n, J= 4,6 Ty, 1H), 7,73 (n, J= 8,5 T'y, 1H), 7,66 (x,
J= 8,0 T, 1H), 7,34 (an, J— 8.4, 4,9 'y, 1H), 6,73 (an, J= 8,5, 2,1 T', 1H),
6,70 (n, J= 2,1 'y, 1H), 4,54 (wwp.c, 1H), 2,29 (wwp. nx, J= 13,9, 3,4 Ty, 2H),
1,62-1,66 (m, 2H), 1,61 (¢, 6H), 1,49 (c, 6H)

324 MS m/z 413,4 [M+H]"; 'H AMP (metanon-d,) &: 9,08 (¢, 1H), 7,97 (n, /=9,2
I'u, 1H), 7,93-7,97 (M, 2H), 7,69-7,75 (m, 2H), 4,71-4,83 (m, 1H), 4,42-4,65 (™,
1H), 1,74-1,86 (m, 2H), 1,41 (v, 6H), 1,28-1,31 (m, 6H); 3Hs He HaGmionamm
(2NHs u OH)

326 MS m/z 380,3 [M+H]"; 'H SIMP (metanon-ds) 5: 9,08 (c, 1H), 8,07 (c, IH), 7,95
(n,J- 8,5y, 1H), 7,33 (¢, 1H), 7,15 (1, J= 9,0 T, 1H), 7,13 (c, 1H), 4,06 (nx,
J=11,0, 6,5 I', 1H), 3,97-3,88 (M, 2H), 3,73-3,70 (m, 1H), 3,60 (am, J= 11,5,
6,0 T'y, 1H), 3,29-3,25 (m, 1H), 2,51-2,42 (M, 1H), 2,26 (¢, 3H), 2,15-2,06 (M,
1H), 1,28 (1, J= 5,0 T'y, 6H); 2Hs He Habmomamu (NH u OH)

331 MS m/z 366,4 [M+H]"; 'H AMP (metanon-dy) 6: 9,16 (¢, 1H), 8,75 (ummp.c, 1H),
8,07 (wup.x, J=8,5 Ty, 1H), 7,85 (wup.c, 1H), 7,44 (wwp.c, 1H), 7,23-7,35 (M,
2H), 4,13-4,32 (m, 2H), 3,97-4,08 (M, 1H), 3,76-3,91 (m, 2H), 3,48-3,70 (M, 1H),
2,58-2,69 (M, 1H), 2,24-2,40 (M, 1H), 1,46 (1, J=4,6 T'u, 6H); 2Hs He
Habmonanu (NH u OH)

338 MS m/z 384,3 [M+H]*; 'H AMP (metanon-d,) &: 9,13 (c, 1H), 8,33 (un, J=
15,0, 4,0 T, 1H), 7,85 (am, J= 111,5, 8,5 T, 1H), 7,68 (an, J= 9,0, 3,5 T'ny,
1H), 7,39-7,35 (m, 2H), 4,31-4,22 (v, 1H), 4,18-4,10 (, 1H), 4,00-3,75 (v, 3H),
3,60-3,51 (m, 1H), 2,67-2,58 (m, 1H), 2,48-2,29 (m, 1H), 1,44 (1, J= 6,0 I'y,
6H); 2Hs ue nabmonanu (NH u OH)

381 MS m/z 459,3 [M+H]"; 'H IMP (DMSO-d) 6: 9,42 (¢, 1H), 9,04 (¢, 1H), 8,57
(c, IH), 8,42 (n, J= 5,6 T'y, 1H), 8,30 (c, 1H), 8,06 (n, J= 9,0 'y, 1H), 7,93 (ax,
J=5,5, 1,1 Ty, 1H), 7,47-7,55 (m, 2H), 5,20-5,27 (m, 1H), 3,11 (c, 3H), 1,57-
1,71 (m, 4H), 1,33 (¢, 6H), 1,21 (c, 6H); 1H He nabmomanu (OH wu NH)

417 MS m/z 407,5 [M+H]"; 'H AMP (meranon-dy): 9,13 (¢, 1H), 8,01 (x, J= 9,00
I'u, 1H), 7,96 (c, 2H), 7,73 (¢, 2H), 5,41-5,30 (M, 1H), 3,22 (¢, 3H), 2,37-2,31
(m, 2H), 2,15-2,01 (m, 6H), 1,57 (¢, 6H); 2Hs e Habmoxamm (NH u OH)
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Cranust 1. Cyxo#t cocys ¢ 3aBUHYHBAIONIEHCS KPBIIKOW cHA0XaIl MarHUTHOW MEIIaIKoW 1 3arpyKajd B
Hero 6-Opom-3-(MmetmnTHo)-1,2,4-tpuazun (0,2 r, 0,9 mmonb, 1,0 3kB.), 4-(3-(MeTOKCUMeTOKCH)-4-(4,4,5,5-
terpameTni-1,3,2-nnokcadbopomnan-2-wr)pennn)- 1 -(terparnapo-2H-nupan-2-un)- 1 H-mupazon 0,4 T,
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1,0 mmous), [1,1'-6uc-(mudennndpocuno)dpepponeH]muxmopnamianui(Il) (0,08 r, 0,1 mmons) u K,CO; (0,4 T,
2,6 MMOJIb) U TIpOAyBau aproHoM. Jlo0aBisutu quokcaH (4 mit) u Boay (1 MIT) U peakIIMOHHYIO CMECh MepeMe-
muBany npu 90°C B teuenue 1 u. HeounmmeHnnyo cMech pachpenensnu Mexnay Bogoi u EtOAc, npomsiBanu
BOJIOH M OpraHuyeckuid cioi cymmiau Hax MgSO,4, GUIbTpOBaIM M KOHIEHTpHpOBaIK. HeounmenHoe macio
OUMINANIK XpoMaTorpaduell Ha CHIHKarenie, 3monpys ¢ rpagueaToM EtOAc/rekcan (0-75% EtOAc), ¢ momyde-
HUEM 6-(2-(meTokcumetokcn)-4-(1-(terparuapo-2H-mupan-2-nn)- 1 H-nmupa3zon-4-un)pernn)-3 -(Me THITHO )-
1,2,4-tpuasuna (0,2 , 61% BBIXOJ) B BUJIE KEJITOTO TBEPAOTo BemecTsa. MS m/z 414,2 [M+H]".

Cramuss 2. K pactBopy 6-(2-(MeTokcumeTokcH)-4-(1-(terparuapo-2H-mupan-2-wn)- 1 H-nmupazon-4-
nn)pennn)-3-(metuntno)-1,2,4-rpuazuna (0,7 v, 1,7 wmmoms) B CH,Cl, (15 ™) pmobGasmsamu  3-
xnop6ensonepokcokuciory (0,6 T, 3,4 Mmoib). PeakunonHnyto cmech nepemennBany npu 22°C B Teyenue 2 4.
Heounmennyro cMmech ounmiany xpomaTtorpadueid Ha cuimkarene, dioupys ¢ rpamgueHtom EtOAc/rekcan
(0-100% EtOAc), ¢ momyuenueMm 6-(2-(MeTokcuMeTokcH)-4-(1-(terparunpo-2H-mmpan-2-mn)-1H-nmpazon-4-
i) benmn)-3-(metuicynshonmn)- 1,2 ,4-rpuazuna (0,6 T, 1,3 MMoib, 78%) B BUIIE KEITOrO TBEPIOTO BEIECTBA.
MS nv/z 446,2 [M+H]".

Cramus 3. Cocyn cHa®Xajau MarHWTHOM MeIIanKkoW ¥ 3arpyxkaid B Hero 6-(2-(meroxcumeroxcn)-4-(1-
(rerparunpo-2H-nupan-2-nn)-1 H-nupaszon-4-un)pennn)-3-(metmcynbhonnn)-1,2,4-tpuasun (0,06 T,
0,13 mmomb), 2,2,6,6-tetpamerwnunepuana-4-amuH (0,03 T, 0,18 MMO0ib) U auxiopaTaH (5 MII) U PEaKIIHOH-
HYI0O CMECh IepeMeIINBajIi P KOMHATHOW TemmepaType B TeueHHe 48 4. PacTBopuTeny ynaisaiam M HEOUH-
IICHHOE TBEPJIOE BEUIECTBO OUYHUIIAIN XpoMmaTorpadueld Ha cuimkaree, dmoupys ¢ rpaaueatrom MeOH/CH,Cl,
(0-15% MeOH, comepxammii 2,5% NH,OH), ¢ momydenmnem 6-(2-(MeTokcumeTokcH)-4-(1-(terparnapo-2H-
nupan-2-un)- 1 H-mupazon-4-um)penmn)-N-(2,2,6,6-retpamernimunepuana-4-un)-1,2,4-tpuasun-3-amuaa (0,03
T, 36% BBIXOM) B BUJIE XKEJNTOTO TBEPAOTO BemecTBa. MS m/z 522,3 [M+H]".

Cramuss 4. K pactBopy 6-(2-(MeTokcumeTokcH)-4-(1-(Terparuapo-2H-mupan-2-wn)- 1 H-nupazon-4-
wi)penmn)-N-(2,2,6,6-terpamerinnunepunud-4-un)- 1,2 4-rpuazun-3-amuaa (0,03 r, 0,05 mmons) B MeOH
(1 mun) mo6asmsmu 4,0M HCI B quokcane (1 Mi1) n cMech IepeMEINBaIN B TeUeHHe | 9 Ipu KOMHATHOW TemIle-
parype. PacTBopuTenu yaansiii 1 HEOUNIIEHHBIH OCTATOK OYMINAIN XpoMaTorpadueil Ha CHIMKarese, JIonpys
¢ rpaguearom MeOH/CH,Cl, (0-15% MeOH, coupepxammii 2,5% NH4OH), ¢ nmomyuenunem 5-(1H-nmupazon-4-
nn)-2-(3-((2,2,6,6-terpaMeTrnnunepu -4 -nin)aMmuHo )- 1,2, ,4-tpuazun-6-min)dpenon rugpoxiopuaa (0,02 r, 72%
BBIXO[]) B BUZIE KEITOTO TBEPIOTO BEUIECTBA.

MS m/z 394,3 [M+H]"; 'H SIMP (meranon-dy) &: 9,07 (¢, 1H), 8,08 (mmp.c, 1H), 7,96 (ump.c, 1H), 7,83
(n, J=8,5 I'u, 1H), 7,24, (an, J=8,0, 1,5 I'n, 1H), 7,21 (1, J=2,0 I'u, 1H), 4,58 (1, J=12,5 I'u, 1H), 2,30 (ax,
J=13,5, 2,5 ', 2H), 1,66-1,60 (M, 2H), 1,62 (c, 6H), 1,50 (c, 6H); 4 Hs ne nabmogamu (3NHs u OH).
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C HCMoNb30BaHUEM TMPOLEAYPhl, OMUCAHHON AJIsi pUMepa 6, MOXKHO MOJIYYUTh JOTOJHUTEIbHBIE COeIU-
HEHUSI, ONMCAHHbIE B HACTOSALIEH 3asiBKE, UCIOJIb3Ys MOIXOAIIee UCXOAHOE BEIECTBO, OAXOASIINE PeareHThI
1 peaKIMOHHBIC YCIIOBUS, C ITOJYICHHEM COCTMHEHUH, TAKMX KaK COSTMHEHNs, BRIOPAHHbIE 3!
Coen. JaHnbie

11 MS m/z 395,5 [M+H]*" 'H AMP (DMSO-dj) &: 13,06 (wup.c, 1H), 10,96 (uwmp.c,
1H), 9,29 (c, 1H), 8,24 (wup.c, 1H), 7,94 (¢, 1H), 7,90 (n, J= 8,0 T, 1H), 7,28
(nm, J= 8,0, 1,5 T'u, 1H), 7,25 (n, J= 1,5 I'y, 1H), 5,61 (T, J= 10,0 'y, 1H), 2,27
(wwmp.c, 2H), 1,01-1,97 (M, 14H); 1H He Habmonanu (NH umu OH)

19 MS m/z 352,4 [M+H]*; '"H SIMP (metanon-dy) &: 9,10 (¢, 1H), 8,02 (wuwup.c, 2H),
7,85 (m, J=8,5 T'y, 1H), 7,25 (an, J=8,0, 1,5 'y, 1H), 7,21 (g, J=1,5 T'y, 1H),
4,98 (at, J=12,0, 4,0 I'n, 1H), 3,59 (n, J=13,0 'y, 2H), 3,26 (7, J= 3,5 'y, 1H),
3,24 (¢, 3H), 3,21 (@, J=2,5 Ty, 1H), 2,22 (ax, J=13,0, 3,5 T'y, 2H), 2,07 (g, J=
3,0 T, 2H); 3Hs ne nadbmoxanu (2NHs u OH).

20 MS m/z 352,2 [M+H]"; 'H SIMP (metanon-dy) 8: 9,13 (¢, 1H), 8,02 (wup.c, 2H),
7,85 (n, J=8,0 T, 1H), 7,25 (an, J=8,5, 2,0 T, 1H), 7,21 (z, J=1,5 T, 1H),
4,22 (nn, J=15,5, 8,5 Ty, 1H), 4,01-3,95 (m, 1H), 3,92 (mz, J= 15,0, 3,5 T'y, 1H),
3,45 (an,J=18,5, 8,0 ', 1H), 3,39 (c, 3H), 2,34-2,28 (v, 1H), 2,22-2,01 (m, 3H),
1,87 (an, J=13,0, 9,5 T'u, 1H); 3Hs ve nadbmonanmu (2NHs u OH).

21 MS m/z 378,3 [M+H]*; 'H AMP (metanon-dy): 9,09 (¢, 1H), 8,01 (wup.c, 2H),
7,83 (m, J= 8,5 'y, 1H), 7,24 (un, J= 8,0, 1,5 I'u, 1H), 7,20 (x, J=1,5I'y, 1H),
5,36-5,29 (m, 1H), 4,20 (wwup.c, 2H), 3,19 (¢, 3H), 2,28 (ar, J=3,5, 15 I'u, 4H),
2,23 (wwp.c, 4H), 2,0-1,94 (m, 2H); 1H ne nabmonamu (NH um OH).

22 MS m/z 392,3 [M+H]"; 'H AMP (metanon-dy) &: 9,10 (c, 1H), 8,02 (wwup.c, 2H),
7,84 (n,J=10Tw, 1H), 7,24 (an,J= 8,0, 1,5 T, 1H), 7,21 (m,J=1,5Ty, 1H), 5,98-
5,92 (m, 1H), 3,88 (wup.c, 2H), 3,18 (c, 3H), 2,46 (ar, J=3,6, 14 T, 2H), 2,31-
2,16 (M, 4H), 2,13-2,06 (m, 4H), 1,92-1,89 (M, 2H); 1H ne HaGmomanu (NH wmm
OH).

52 MS m/z 352,4 [M+H]"; 'H SIMP (meranon-dy) 8: 9,07 (c, 1H), 8,01 (c, 2H), 7,83
(n, J= 8,5 Ty, 1H), 7,24 (an, J=8,5, 2,0 'y, 1H), 7,21 (», J=2,0 T'y, 1H), 4,18-
422 (m, 1H), 3,52-3,56 (m, 2H), 3,19-3,27 (M, 2H), 2,91 (¢, 3H), 2,34-2,36 (M,
2H), 1,92-2,00 (m, 2H); 3Hs ne nabmoxanu (2NHs 1 OH)

67 MS m/z 426,6 [M+H]*; 'H AMP (metanon-dy) 8: 9,19 (¢, 1H), 8,52-8,06 (m, 1H),
7,88 (1, J= 7,5 T, 1H), 7,28 (1, J= 8,3 Ty, 2H), 7,24 (c, 1H), 5,60 (nz, J= 33,5,
13,3 T'y, 1H), 3,34 (c, 3H), 2,52 (r, J= 13,5 Ty, 1H), 2,02 (x, J= 12,5 Ty, 1H),
1,72 (¢, 3H), 1,68 (c, 3H), 1,62 (¢, 3H), 1,58 (c, 3H), 0,94-0,86 (M, 1H); 3Hs ne
nabmomanu (2 NHs u OH)
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82

MS m/z 3674 [M+H]"; 'H SIMP (metanon-dy) 6: 9,31 (¢, 1H), 8,09 (wwup.c, 1H),
7,94 (wup.c, 1H), 7,92 (1, J= 8,5 T, 1H), 7,27 (n, J= 9,5 I', 1H), 7,22 (c, 1H),
5,40-5,46 (m, 1H), 3,44-3,49 (m, 2H), 2,58-2,61 (M, 2H), 1,68 (xB., J= 12,5 Ty,
2H), 1,43 (c, 3H), 1,42 (c, 3H); 3Hs He nabmonanu (2 NHs u OH)

95

MS m/z 364,5 [M+H]"; 'H IMP (metanon-d,) &: 9,06 (¢, 1H), 7,81 (n, /= 8,0 'y,
1H), 7,60 (m, J= 8,0 ', 1H), 7,25-7,19 (m, 3H), 4,00-3,93 (M, 6H), 3,70-3,65 (M,
2H), 2,15-2,09 (m, 2H), 2,00 (1, J= 5,7 Ty, 2H); 3Hs #e Habmomanu (2NHs u
OH)

9

MS m/z 364,5 [M+H]*; 'H SIMP (meranon-d,) &: 8,08 (¢, 2H), 7,59 (n, /= 8,511,
1H), 7,25 (1, J= 8,5 Ty, 1H), 7,21 (c, 1H), 5,94 (c, 1H), 4,19 (c, 4H), 3,26 (r, J—
5,0 Ty, 4H), 2,19 (1, J= 5,0 ', 4H); 3Hs He Habmozxamu (2NHs u OH)

100

MS m/z 336,4 [M+H]" 'H SIMP (DMSO-d,) &: 9,07 (c, 1H), 8,27-8,19 (ump.c,
1H), 7,98-7,92 (wup.c, 1H), 7,83 (1, J= 8,0 I'y, 1H), 7,22 (nx, J= 8,0, 2,0 I'Ly,
1H), 7,19 (1, J= 1,5 T, 1H), 3,88-3,82 (m, 2H), 3,68-3,62 (m, 2H), 2,64 (T, J=
2,0 T'u, 1H), 1,93 (¢, 2H); 3Hs e nabmonanmu (2NHs 1 OH)

109

MS m/z 364,3 [M+H]" 'H SIMP (DMSO-dy) &: 11,33 (wmp.c, 1H), 9,07 (c, 1H),
8,20 (uwp.c, 1H), 7,95 (c, 1H), 7,83 (n, J= 8,0 I'yy, 1H), 7,23-7,20 (M, 2H), 3,98
(o, J=9,0T'y, 2H), 3,84 (zn, J= 8,5, 2H), 3,01 (c, 2H), 2,75 (¢, 2H), 1,81 (1, J=
5,0 T'y, 2H), 1,55 (1, J= 5,0 T'y, 2H); 2 H e nabmonanu (2 NHs)

110

MS m/z 350,2 [M+H]* 'H AMP (DMSO-dy) §: 9,14 (wup.c, 1H), 9,10 (¢, 1H),
8,95 (mmp.c, 1H), 8,08 (c, 2H), 7,84 (x, /= 8,0 I'y, 1H), 7,23-7,20 (M, 2H), 4,08-
4,05 (m, 2H), 3,97-3,94 (m, 2H), 3,86 (mp.c, 2H), 3,64 (mmp.c, 2H), 2,32 (1, J—
7,0 I'u, 2H); 1H ne nHadmoxanu (NH uin OH)

120

MS m/z 395,3 [M+H]*; 'H IMP (meranon-d,) 6: 9,22 (c, 1H), 7,93 (¢, 2H), 7,82
(n, J= 8,5 'y, 1H), 7,18 (un, J= 8,00, 1,5 ', 1H), 7,12 (c, 1H), 5,37-5,30 (m,
1H), 2,64-2,61 (m, 2H), 1,83-1,75 (m, 2H), 1,63-1,49 (M, 4H), 0,98 (T, J= 10 I'y,
6H); 3Hs He HaOmomamu (2NHs u OH); 2Hs (CH, cursam) 3akpbIThl HKOM

pacteopuTens nipu 3,33 M1,

113

MS m/z 378,3 [M+H]; 'H AMP (mertanon-d,) &: 9,05 (c, 1H), 8,07 (wup.c, 1H),
7,92 (c, 1H), 7,82 (n, J= 8,0 Ty, 1H), 7,22 (ax, J= 8,0, 2,0 T'w, 1H), 7,19 (1, J=
2,0 I'w, 1H), 3,93-3,88 (m, 2H), 3,22-3,17 (m, 3H), 2,67 (c, 3H), 2,53 (1, J= 8,0
I'm, 2H), 2,24 (», J= 11,0 'y, 2H), 2,00 (to, J= 12,0, 4,0 T'u, 2H);, 1H He

Habmomanu (NH win OH)
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114

MS m/z 338,3 [M+H]"; 'H IMP (mertanon-d,) &: 8,12 (¢, 2H), 7,61 (n, /= 8,0 Ty,
1H), 7,22 (mn, J= 8,0, 2,0 Ty, 1H), 7,21 (¢, 1H), 5,96 (¢, 1H), 4,16-4,07 (m, 2H),
4,05-3,74 (m, 3H), 2,83 (c, 3H), 2,65-2,59 (m, 1H), 2,49-2,38 (m, 1H); 3Hs e
nabmomanu (2NHs u OH)

115

MS m/z 350,2 [M+H]"; 'H AMP (metanon-dy) 6: 8,25 (wwup.c, 2H), 7,64 (n, J=
8,0I'y, 1H), 7,27 (n, J=8,0T'y, 1H), 7,24 (c, 1H), 5,97 (», J= 12,5 'y, 1H), 4,26-
4,00 (m, 3H), 3,70 (mn, J= 20,0, 5,0 T'y, 1H), 3,45 (an, J= 26,0, 10,5 T'y, 1H),
1,24 (ar, J- 10,0, 5,0 T, 1H), 1,09-1,04 (m, 2H), 1,00-0,95 (m, 1H); 4Hs He
Habmonanu (3NHs u OH)

116

MS m/z 3643 [M+H]"; 'H SIMP (metaton-dy) &: 9,13 (1, J— 5,0 [, 1H), 8,03
(wnp.c, 2H), 7,84 (1, J— 8,0 I'y, 1H), 7,23 (an, J- 8,0, 1,5 I'y, 1H), 7,20 (g, J—
1,5 Ty, 1H), 5,34-5,15 (M, 1H), 4,34 (ng, J= 15,0, 4,0 T'y, 1H), 4,17-3,97 (m, 2H),
3,86-3,75 (m, 1H), 3,68-3,64 (M, 1H), 3,51-3,36 (M, 2H), 3,26-3,09 (m, 2H), 2,43-
2,09 (m, 3H), 2,04-1,83 (m, 1H); 1H He nHabmonanu (NH wim OH)

117

MS m/z 364,3 [M+H]"; 'H SIMP (metanon-dy) &: 9,14 (¢, 1H), 8,02 (wuup.c, 2H),
7,84 (n, J= 8,0 T'u, 1H), 7,23 (n, J= 8,0, 1H), 7,20 (c, 1H), 4,39 (1, J= 13,5 I'y,
1H), 4,26 (1, J= 7,0 Twy, 1H), 4,03-3,75 (m, SH), 3,49-3,45 (v, 1H), 3,07 (c, 3H),
2,67-2,59 (m, 1H), 2,02-1,95 (M, 1H); 2Hs ne Habmonam (NH u OH)

118

MS m/z 336,2 [M+H]*; H AMP (metanon-dy) &: 9,08 (¢, 1H), 8,06 (wuwmp.c, 1H),
7,92 (uup.c, 1H), 7,82 (n, J= 8,0, 1H), 7,22 (an, J= 8,0, 2,0 T'y, 1H), 7,18 (n, J=
1,5 Ty, 1H), 4,46 (¢, 4H), 4,35 (c, 4H); 3Hs ne Habmonamu (2NHs u OH)

126

MS m/z 412,5 [M+H]"; 'H SIMP (DMSO-d;) &: 13,00 (mmp.c, 1H), 11,45 (mup.c,
1H), 9,08 (c, 1H), 8,24 (mmp.c, 1H), 7,95 (mmp.c, 1H), 7,86 (1, J=7,9 T, 1H),
7,20-7,25 (v, 2H), 4,30-4,70 (m, 2H), 1,64 (1, J=13,1 T, 1H), 1,56 (an, J=12.2,
3,1 T, 1H), 1,33-1,47 (v, 1H), 1,22 (uwmp.x, J-14,0 Ty, 6H), 1,09 (wwp.x,

J=14,0 T'y, 6H); 1H ne Habmonamu (OH)

127

MS m/z 392,3 [M+H]; H SIMP (metanon-dy) 8: 9,04 (c, 1H), 8,10-7,89 (m, 2H),
7,80 (n, J= 8,5 Ty, 1H), 7,20 (mx, J= 8,0, 1,5 ', 1H), 7,17 (n, J= 1,5 'y, 1H),
3,94 (m, J= 11,4 T'y, 2H), 3,69 (g, J= 11,4 T'y, 2H), 2,76 (8., J= 7,2 'y, 4H),
1,93 (c, 2H), 1,64 (c, 1H), 1,14 (1, J= 7,2 Ty, 6H), 2Hs ne Habmomam (NH u
OH)
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137

MS m/z 364,3 [M+H]" H AMP (DM SO-d) &: 13,00 (mmp.c, 1H), 11,42 (c, 1H),
9,10 (c, 1H), 8,35-7,92 (m, 2H), 7,85 (1, J= 8,0 I';, 1H), 7,23 (n, J= 8,5 I';m, 1H),
7,21 (c, 1H), 3,86 (wmp.c, 2H), 3,76 (mmp.c, 2H), 3,66 (c, 1H), 2,36-2,31 (m, 2H),
2,20-2,17 (m, 1H), 0,65 (wup.c, 4H); 1H ne Habmrogamu (NH nnun OH)

138

MS m/z 380,3 [M+H]"; '"H AMP (meranon-d,) &: 8,44 (¢, 2H), 7,67 (1, J=8,0 T'ry,
1H), 7,31 (n, J= 8,0 'y, 1H), 7,29 (¢, 1H), 5,98 (c, 1H), 4,29-4,40 (m, 1H), 4,14-
4,19 (m, 1H), 3,87-3,98 (m, 2H), 3,71-3,80 (m, 1H), 2,64-2,74 (m, 1H), 2,39-2,51
(M, 1H), 1,52 (¢, 9H); 3Hs e HaOmonamu (2NHs nnu OH)

148

MS m/z 366,3 [M+H]"; 'H IMP (metanon-dy) 6: 9,06 (¢, 1H), 7,99 (wuup.c, 2H),
7,80 (1, J= 8,5 Ty, 1H), 7,20 (nn, J= 8,0, 1,5 Ty, 1H), 7,17 (n, J= 1,5 Ty, 1H),
4,03 (un, J= 11,5, 6,5 T, 1H), 3,92-3,86 (m, 2H), 3,68-3,65 (m, 1H), 3,55 (an,
J=11,5, 6,5 T'y, 1H), 2,47-2,41 (M, 1H), 1,26 (1, J= 5,5 T'y, 6H), 1,20-1,16 (M,
2H); 3Hs ne Habmronamu (2NHs u OH)

154

MS m/z 394,3 [M+H]"; 'H SIMP (metanon-dy) 6: 9,08 (¢, 1H), 8,00 (wuup.c, 2H),
7,82 (m, J= 8,5 T'y, 1H), 7,22 (», J= 8,0, 1H), 7,19 (c, 1H), 4,13-4,09 (m, 1H),
3,99-3,90 (m, 2H), 3,69-3,63 (M, 1H), 3,57-3,52 (M, 1H), 2,52-2,49 (M, 1H), 2,14-
2,09 (m, 1H), 1,72-1,64 (M, 2H), 1,30 (¢, 6H), 1,00 (1, J= 7,5 'y, 3H); 3Hs ne
nabmonanu (2NHs u OH)

157

MS m/z 458,4 [M+H]" 'H SIMP (DMSO-dy) &: 11,29 (c, br, 1H), 9,12 (c, 1H),
8,80-8,69 (m, 2H), 8,08 (c, br, 2H), 7,85 (x, J= 8,5 I'u, 1H), 7,23 (1, J= 8,0 Ty,
1H), 7,21 (c, 1H), 4,30-4,22 (m, 1H), 4,08-4,00 (m, 1H), 3,85-3,79 (m, 1H), 3,74-
3,69 (m, 1H), 3,66-3,23 (v, 12H), 2,27-2,20 (m, 1H), 2,17 (c, 1H), 1,93 (k8., J=
11,6 T, 2H), 1,67 (xs., J= 12,3 Ty, 2H)

159

MS m/z 458,4 [M+H]" 'H SIMP (DMSO-d;) 6:9,13 (¢, 1H), 8,62 (wwup.c, 2H),
8,09 (c, 2H), 7,86 (1, J= 8,0 'y, 1H), 7,24 (n, J= 8,0 T'y, 1H), 7,21 (c, 1H), 4,18~
4,13 (m, 1H), 4,07-4,04 (m, 1H), 3,89-3,81 (m, 2H), 3,69-3,57 (m, 1H), 3,52 (c,
1H), 2,33-2,31 (M, 1H), 2,20 (wmp.c, 2H), 2,04 (z, J= 14,0 I'y, 2H), 1,89-1,86
(M, 6H), 1,74 (wup.c, 2H), 1,64 (m, J= 12,5 I'u, 3H); 1H ne vabmonanu (NH unu
OH)

160

MS m/z 486,3 [M+H]* 'H SIMP (DMSO-d,) &: 11,28 (ump.c, 1H), 9,12 (c, 1H),
9,03-8,96 (m, 2H), 8,08 (c, 2H), 7,85 (1, J= 7,5 ', 1H), 7,23 (1, /- 8,0 T'w, 1H),
721 (c, 1H), 4,23 (ump.c, 1H), 4,04 (mup.c, 1H), 3,82-3,78 (m, 2H), 3,76-3,73
(v, 3H), 2,32-2,28 (c, 1H), 1,84-1,77 (v, 2H), 1,65-1,56 (m, 4H), 1,38-1,29 (m,
4H), 1,21-1,15 (m, 2H), 0,90 (c, 6
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162

MS m/z 392.4 [M+H]"; 'H SIMP (mertanon-d,) 6: 8,58 (¢, 2H), 7,68 (an, J=8,1,
47T, 1H), 7,38-7,54 (m, 1H), 7,29-7,36 (m, 2H), 5,97 (1, J=4,3 T', 1H), 3,83-
4,09 (v, 4H), 3,59-3,73 (m, 1H), 3,38-3,42 (m, 1H), 3,08-3,20 (m, 1H), 3,03
(wup.n, J=2,4 Ty, 3H), 2,99 (¢, 3H), 2,30-2,40 (m, 1H), 2,12-2,28 (m, 2H), 1,74-
1,86 (m, 1H); 2H ne Habmonam (NH u OH)

166

MS m/z 378,4 [M+H]"; 'H SIMP (metanon-dy) 6: 9,09 (c, 1H), 7,94-8,11 (m, 2H),
7,84 (wwp.x, J=8,2 ', 1H), 7,61-7,77 (m, 1H), 7,18-7,28 (m, 2H), 3,77-3,88 (M,
2H), 3,71-3,76 (m, 1H), 3,67 (mmp. nx, J=10,8, 6,9 T'n, 1H), 2,96-3,07 (m, 1H),
2,74-2,94 (m, 4H), 2,72 (¢, 3H), 2,61-2,66 (M, 1H), 2,02-2,14 (m, 1H), 1,81-1,91
(m, 1H); 2H ne nadbmonanu (NH u OH)

167

MS m/z 3923 [M+H]*; 'H AMP (meranon-dy) 6: 8,32 (¢, 2H), 7,63 (wup.x, /=7,9
Iy, 1H), 7,29 (uup.x, J=8,2 T'y, 1H), 7,26 (¢, 1H), 5,94 (¢, 1H), 4,07 (wmnp.c,
1H), 3,71-3,91 (m, 3H), 3,55-3,64 (m, 1H), 3,13-3,31 (m, 2H), 3,01 (wmp.c, 3H),
2,89-2,97 (m, 3H), 2,38-2,50 (m, 1H), 2,18-2,29 (m, 1H), 1,98-2,12 (m, 1H), 1,64-
1,79 (m, 1H); 2Hs ue Habmonamu (NH u OH)

170

MS m/z 408,6 [M+H]"; 'H SIMP (meranon-dy) 8: 9,11 (c, 1H), 8,08-7,99 (m, 2H),
7,82 (1, J= 8,0 T, 1H), 7,22 (n, J= 8,0, 1H), 7,19 (¢, 1H), 4,29-4,21 (m, 2H),
4,01-3,96 (m, 1H), 3,77-3,69 (M, 2H), 2,67-2,61 (M, 1H), 2,34-2,27 (M, 1H), 1,94-
1,75 (m, 4H), 1,41 (¢, 3H), 1,03 (1, J= 7,5 T'y, 6H); 3Hs He Habmonamu (2 NHs
u OH)

171

MS m/z 3943 [M+H]*; 'H AMP (metanon-dy) 6: 9,15 (¢, 1H), 8,24-7,98 (wuwp.c,
2H), 7,91 (1, J- 8,0 Ty, 1H), 7,30 (1, J= 8,2 T, 1H), 7,28 (c, 1H), 4,43-4,39 (m,
1H), 4,35-4,29 (m, 1H), 3,77-3,69 (m, 1H), 3,43 (r, J= 9,5 T'ny, 1H), 2,76-2,71 (m,
1H), 1,83-1,77 (m, 1H), 1,51 (n, J= 6,0 I'y, 3H), 1,32 (¢, 9H); 3Hs nHe Habmrogamu
(2NHs u OH)

180

MS m/z392,4 [M+H]"; 'H IMP (metanon-dy) 6: 8,11 (muup.c, 2H), 7,58 (n, /=82
I'u, 1H), 7,16-7,28 (m, 2H), 5,92 (¢, 1H), 3,77-4,06 (m, 1H), 3,61-3,76 (M, 3H),
3,09-3,22 (m, 4H), 1,67-1,92 (m, 8H); 3Hs e nabmopanu (2 NHs u OH)

181

MS m/z 378,4 [M+H]"; 'H AMP (metanon-d,) 6: 8,08 (wuup.c, 2H), 7,59 (n, /=8,2
'y, 1H), 7,14-7,28 (m, 2H), 5,92 (c, 1H), 3,81-4,06 (m, 1H), 3,64-3,80 (v, 3H),
3,43-3,50 (M, 2H), 3,20-3,27 (M, 2H), 2,06 (xB., /=7,3 'y, 2H), 1,81-1,94 (M, 3H),
1,74-1,79 (m, 1H); 3Hs ne Habmonam (2 NHs u OH)
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182

MS m/z 406,4 [M+H]*; 'H AMP (metanon-d,) &: 8,65 (wup.c, 2H), 7,69 (1, /=7,9
I'y, 1H), 7,31-7,38 (m, 2H), 5,96 (c, 1H), 3,80-3,88 (m, 1H), 3,66-3,78 (m, 3H),
3,61 (wwup.x, J=9,2 T'u, 1H), 3,53 (wup.xn, J=10,4 T'u, 1H), 3,16-3,22 (m, 1H),
2,80-3,01 (m, 4H), 1,95-2,18 (m, 4H), 1,84-1,95 (m, 2H), 1,73 (ump.c, 2H); 2Hs
He Habmonam (NH 1 OH)

183

MS m/z392,5 [M+H]"; 'H AMP (metanon-dy) 6: 8,75 (uup.c, 2H), 7,72 (0, J=38,2
Iy, 1H), 7,32-7,41 (m, 2H), 5,97 (¢, 1H), 3,67-3,86 (m, 5H), 3,67-3,89 (M, 1H),
3,27-3,32 (m, 1H), 3,09 (wup. nx, J=11,0, 8,9 ', 1H), 3,00 (¢, 3H), 2,25 (mwp.x,
J=8,2 T'u, 1H), 2,07-2,19 (m, 1H), 1,97 (ump.c, 3H), 1,84-2,04 (m, 1H); 2Hs He
nabmonanu (NH u OH)

193

MS m/z 420,4 [M+H]"; 'H AAMP (metanon-ds) &: 9,08 (¢, 1H), 8,18-7,88 (tuwmp.c,
2H), 7,82 (n, J= 8,0 T', 1H), 7,22 (an, J= 8,5, 2,0 I'u, 1H), 7,18 (z, J= 1,5 Ty,
1H), 3,92-3,86 (m, 2H), 3,79 (n, J= 4,0 Ty, 2H), 3,71 (ag, J= 12,0, 7,5 T, 1H),
3,22-3,16 (v, 1H), 3,01-2,95 (m, 1H), 2,25-2,11 (m, 2H), 1,98-1,89 (m, 1H), 1,69-
1,64 (m, 1H), 1,44 (c, 9H); 3Hs e Habmonanu (2NHs u OH)

199

MS m/z 408,5 [M+H]"; 'H SIMP (meranon-dy) 8: 9,03 (c, 1H), 8,02 (¢, 1H), 7,86
(¢, 1H), 7,78 (1, J=7.9 T1y, 1H), 7,10-7,22 (m, 2H), 4,45 (uup.1, J-11,6 T, 1H),
3,96 (¢, 3H), 2,03 (wup.n, J=11,0 'y, 2H), 1,35 (¢, 6H), 1,24-1,31 (M, 2H), 1,22
(c, 6H); 3Hs He Habmonamm (2 NHs u OH)

201

MS m/z 426,5 [M+H]*; 'H AAMP (mertanon-d,) 8: 9,05 (¢, 1H), 7,99 (c, 1H), 7,85
(c, 1H), 7,78 (wup.n, J=7,9 'y, 1H), 7,05-7,26 (M, 2H), 4,65-4,75 (m, 1H), 3,93
(c, 3H), 1,70-1,80 (m, 2H), 1,35 (wup.x, J=6,4 T, 6H), 1,16-1,27 (m, 7H); 3Hs
He Habmonamu (2NHs u OH)

202

MS m/z 394,3 [M+H]*; 'H IMP (metanon-dy) 6: 9,07 (¢, 1H), 8,02 (¢, 1H), 7,86
(c, 1H), 7,79 (n, J=7,9 T'y, 1H), 7,13-7,21 (m, 2H), 3,99-4,08 (m, 2H), 3,96 (c,
3H), 3,83-3,90 (m, 1H), 3,57-3,73 (v, 2H), 2,29-2,45 (, 1H), 1,83-2,01 (m, 1H),
1,22 (c, 9H); 2Hs ne nabmonamu (NH u OH)

203

MS m/z 380,3 [M+H]"; 'H AAMP (meranon-d,) &: 9,06 (c, 1H), 8,01 (c, 1H), 7,85
(c, 1H), 7,81 (m, J=7,9 I'u, 1H), 7,18 (x, J=7,6 I'y, 1H), 7,16 (c, 1H), 3,97-4,01
(m, 1H), 3,96 (¢, 3H), 3,77-3,94 (m, 1H), 3,57-3,77 (m, 2H), 3,40 (1, /10,8, 6,9
I'm, 1H), 2,95-3,05 (M, 1H), 2,28-2,42 (M, 1H), 1,86-2,00 (M, 1H), 1,16 (mmp.T,
J=5,8 'y, 6H); 2Hs ne Habmonanu (NH u OH)
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205

MS m/z 352,4 [M+H]*; 'H IMP (metanon-dy) &: 9,07 (¢, 1H), 8,02 (¢, 1H), 7,86
(c, 1H), 7,80 (z, J=7.9 T, 1H), 7,10-7,26 (m, 2H), 3,96 (c, 3H), 3,79-3,92 (m,
2H), 3,65-3,74 (m, 1H), 3,49-3,65 (m, 1H), 3,41-3,48 (u, 1H), 2,46 (c, 3H), 2,22
2,36 (m, 1H), 1,91-2,09 (m, 1H); 2Hs ve rabmonanmu (NH u OH)

206

MS m/z 3943 [M+H]*; 'H SIMP (metanon-ds) 8: 9,07 (c, 1H), 8,01, (c, 2H), 7,82
(n, J= 8,00 I'u, 1H), 7,23 (n, J= 8,00 I'u, 1H), 7,19 (¢, 1H), 4,94 (g, J= 15 I'y,
2H), 3,79-3,71, (m, 1H), 3,20 (1, J= 14,50 T'y, 2H), 2,21 (d, J= 12,50 I'y, 2H),
1,78-1,67, (m, 2H), 1,46, (c, 9H); 3Hs He Habmonanu (2 NHs u OH)

212

MS m/z 394,4 [M+H]*; "H AAMP (metanon-dy) 6: 9,09 (¢, 1H), 8,01(c, 2H), 7,82
(1, J- 8,00 Ty, 1H), 7,23 (1, J= 8,50 T'wy, 1H), 7,19 (c, 1H), 4,91 (n, J- 13,50 'y,
1H), 4,58 (n, J= 13,50 I'yy, 1H), 3,67-3,65, (M, 1H), 3,55-3,52, (M, 1H), 3,46-3,38
(m, 1H), 2,29-2.21, (m, 1H), 1,97-1,75, (M, 3H), 1,48 (c, 9H); 3Hs He Habnronam
(2 NHs u OH)

226

MS m/z 392,3 [M+H]"; 'H IMP (DMSO-ds) 6: 11,25 (¢, 1H), 9,29 (wwup.c, 1H),
9,07 (c, 1H), 8,17 (c, 1H), 7,87 (c, 1H), 7,83 (1, J= 8,1 T, 1H), 7,18 (1, J= 8,1
I'y, 1H), 7,15 (¢, 1H), 4,04 (wup.c, 2H), 3,97 (wup.c, 2H), 3,88 (c, 3H), 3,40 (M,
2H), 3,02 (m, 2H), 2,78 (¢, 3H), 2,18 (M, 2H), 1,91 (m, 2H)

262

MS m/z 352,2 [M+H]"; 'H SIMP (DMSO-dj) &: 9,13 (¢, 1H), 8,17 (¢, 2H), 7,87
(n, J=8,5Tnu, 1H), 7,25 (an, J= 2,6, 4,1 I'n, 2H), 4,81 (7, J= 13,3 'y, 2H), 3,43-
3,30 (m, 2H), 3,25-3,12 (m, 2H), 1,37 (7, J= 6,4 T'u, 6H); 3Hs He Habmronmamnu (2
NH u OH)

278

MS m/z 3983 [M+H]* 'H AMP (DMSO-ds) §: 9,97 (mmp.c, 1H), 9,69 (ump.c,
1H), 9,13(c, 1H), 8,08 (c, 2H), 7,85 (1, J— 8,0 T, 1H), 7,25-7,22 (m, 2H), 5,79
(x, J- 53,0 T, 2H), 4,39-4,26 (w1, 2H), 4,13-3,99 (m, 1H), 3,94-3,80 (v, 2H),
1,44 (c, 9H)

282

MS m/z 380,4 [M+H]"; H SIMP (DMSO-dy) &: 9,11 (¢, 1H), 8,21 (c, 2H), 7,88
(n, J= 8,5 I'u, 1H), 7,30-7,22 (M, 2H), 4,00 (¢, 4H), 1,48 (c, 12H); 3Hs ne
nabmonanu (2 NHs u OH)

297

MS m/z 380,5 [M+H]"; 'H AMP (metanon-d,) &: 8,30-8,62 (m, 2H), 7,68 (uwmp.x,
J=8,2Tnu, 1H), 7,32 (ump.x, J=8,4 'y, 1H), 7,29 (¢, 1H), 5,98 (wuup.c, 1H), 4,07-
4,26 (m, 2H), 3,85-4,06 (m, 2H), 3,78 (mup.c, 1H), 3,37 (c, 2H), 2,93-3,12 (m,
2H), 2,59-2,76 (m, 1H), 2,39-2,58 (m, 1H), 2,15 (wwup. ax, J=13,0, 6,7 T'y, 1H),
1,12 (mwmp.x, J=6,4 I'n, 6H); 1H ne Habmonam (NH umu OH)
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298

MS m/z 410,3 [M+H]"; 'H AMP (metanon-dy) &: 8,93 (c, 1H), 7,89 (wwup.c, 2H),
7,70 (n, J=7,9 Tu, 1H), 7,11 (an, J=8,2, 1,8 T'y, 1H), 7,08 (m, J=1,5 I'y, 1H),
4,64-4,73 (m, 1H), 3,39 (wup.x, J=7,9 T, 1H), 2,15 (mup. an, J=133, 8,4 Ty,
1H), 1,78 (nn, J-13.3, 6,3 ', 1H), 1,33 (¢, 3H), 1,31 (¢, 3H), 1,22 (¢, 3H), 1,18
(¢, 3H); SHs ne nadmonanu (3 NHs u 2 OHs)

306

MS m/z 364,3 [M+H]"; 'H SIMP (DMSO-d;) 5: 10,05 (mup.c, 1H), 9,13 (c, 1H),
8,91 (wmp.c, 1H), 8,10 (c, 2H), 7,86 (1, J= 8,5 ', 1H), 7,42 (c, 1H), 7,32 (c,
1H), 7,17-7,26 (v, 3H), 3,76-4,01 (m, 4H), 3,51-3,69 (m, 1H), 2,85-2,97 (m, 1H),
2,73-2,85 (m, 1H), 1,64-1,88 (m, SH)

309

MS m/z 339,3 [M+H]*

310

MS m/z 378,4 [M+H]"; 'H AMP (DMSO-dj) &: 10,40 (tump.c, 1H), 9,10-9,19 (m,
1H), 8,12 (c, 2H), 7,86 (n, J= 7,9 T, 1H), 7,19-7,29 (m, 2H), 4,15-4,32 (m, 2H),
3,62-3,70 (m, 2H), 3,30-3,40 (m, 1H), 3,17 (c, 3H), 2,97-3,08 (m, 1H), 2,87-2,95
(M, 1H), 1,72-1,95 (m, SH); 1H He nabmogamu (OH wm NH)

311

MS m/z 380,3 [M+H]*; 'H IMP (DMSO-d;) &: 12,38 (mmp.c, 1H), 9,13 (c, 1H),
8,11 (c, 2H), 7,86 (n, J= 7,9 Twy, 1H), 7,18-7,30 (m, 2H), 5,76 (c, 1H), 4,50 (c,
3H), 4,14-4,22 (m, 2H), 3,99-4,03 (m, 2H), 3,86-3,95 (m, 2H), 3,80-3,84 (m, 2H),
3,36-3,49 (m, 1H), 3,26-3,29 (m, 1H)

312

MS m/z 380,4 [M+H]"; 'H SIMP (DMSO-ds) &: 9,08 (c, 1H), 8,27-7,95 (m, 2H),
7,84 (0, J= 7,9 'y, 1H), 7,28-7,17 (m, 2H), 4,67 (xB., J= 6,3 'y, 2H), 4,52-4,31
(v, 2H), 4,07-3,86 (v, 2H), 3,76-3,53 (m, 4H), 2,14-2,02 (v, 1H), 1,82 (ump.c,
1H); 3Hs ue nabmonanu (2NHs u OH)

313

MS m/z 394,4 [M+H]"; 'H SIMP (DMSO-d;) &: 9,10 (c, 1H), 8,16 (c, 1H), 7,90-
7,82 (M, 2H), 7,20-7,14 (m, 2H), 4,80-4,871 (m, 2H), 4,58-4,55 (m, 2H), 4,45-4,34
(M, 1H), 3,88 (c, 3H), 3,85-3,72 (m, 3H), 3,70-3,59 (m, 2H), 2,35-2,22 (M, 1H),
2,15-2,03 (m, 1H); 2Hs ne Habmogamu (NH u OH)

316

MS m/z 3983 [M+H]"; 'H SIMP (metanon-dy) &: 9,10 (¢, 1H), 8,00 (wuup.c, 2H),
7,83 (m, J= 8,0 T'y, 1H), 7,22 (n, J= 8,5 'y, 1H), 7,19 (¢, 1H), 4,52 (m, J= 47,5
T, 2H), 4,18-4,13 (v, 2H), 3,96-3,93 (m, 1H), 3,72-3,64 (v, 2H), 2,58-2,55 (m,
1H), 2,24-2,16 (m, 1H), 1,41 (c, 6H); 3Hs He Habmonamu (2 NHs u OH)
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317

MS m/z 352,4 [M+H]*; 'H IMP (mertanon-dy) 6: 8,50 (¢, 2H), 7,69 (wwup.x, J=7,9
Ty, 1H), 7,33 (wwp.a, J=8,5 Ty, 1H), 7,31 (c, 1H), 5,99 (c, 1H), 4,04-4,29 (m,
2H), 3,94 (wup.x, J=12,2 T, 2H), 3,73-3,86 (v, 1H), 3,24 (ar, J=12,6, 6,1 I'y,
2H), 2,57-2,75 (m, 1H), 2,33-2,56 (m, 1H), 1,43 (wup.T, J=6,9 I'n, 3H) 3Hs ne
Habmonanu (2 NHs 1 OH)

318

MS m/z 352,4 [M+H]*; 'H AAMP (metanon-dy) 6: 8,59 (wup.c, 2H), 7,70 (uwmp.x,
J=7,9Tnu, 1H), 7,34 (wunp.x, J=8,2 T'u, 1H), 7,32 (wup.c, 1H), 5,91-6,08 (M, 1H),
4,14-433 (m, 2H), 4,05-3,90 (v, 2H), 3,72-3,83 (m, 1H), 3,04 (c, 3H), 3,04 (c,
3H), 2,71 (wup.x, J=6,1 I'n, 1H), 2,41-2,62 (M, 1H); 2Hs xHe HaOmoxam (NH n
OH)

322

MS m/z 412,4 [M+H]*; 'H AMP (metanon-dy) &: 9,02 (¢, 1H), 8,00 (wup.c, 2H),
7,78 (wwmp.n, J=7,9 I'n, 1H), 7,20 (wmp.n, J=8,2 'y, 1H), 7,18 (¢, 1H), 4,65-4,80
(m, 1H), 4,45-4,60 (m, 1H), 1,78 (wmp.1, J=8,5 T', 2H), 1,38 (wmp.n, J=6,7 T'n,
6H), 1,27 (¢, 6H); 4Hs ne nadbmonamu (3NHs u OH)

323

MS m/z 412,5 [M+H]*; 'H SIMP (meranon-dy) &: 9,05 (c, 1H), 8,01 (wup.c, 2H),
7,81 (wup.n, J=7,9 T'y, 1H), 7,22 (ump.x, J=8,2 'y, 1H), 7,20 (c, 1H), 4,66-4,80
(m, 1H), 4,43-4,61 (M, 1H), 1,78 (mmp.x, J=8,5 'y, 2H), 1,38 (mmp.x, J=7,0 'y,
6H), 1,27 (c, 6H); 4Hs He Habmonanu (3NHs u OH)

325

MS m/z 3944 [M+H]"; TH AMP (DMSO-dj) &: 9,13 (¢, 1H), 8,08 (ump.c, 2H),
7,86 (n, J= 7,9 T'u, 1H), 7,31-7,16 (m, 2H), 4,84-4,70 (m, 2H), 4,48 (1, J= 6,9 'y,
2H), 4,18-4,04 (v, 1H), 4,04-3,90 (m, 1H), 3,90-3,79 (m, 1H), 3,79-3,69 (m, 1H),
3,69-3,56 (m, 1H), 2,46-2,36 (M, 1H), 2,23-2,09 (m, 1H), 1,73 (c, 3H); 3Hs ne
Habmomanu (2 NH u OH)

327

MS m/z 364,2 [M+H]"; 'H SIMP (DMSO-d,) &: 9,08-9,24 (m, 2H), 8,94 (wup.c,
1H), 8,12 (¢, 2H), 7,84 (m, J= 7,9 I'u, 1H), 7,19-7,28 (m, 2H), 3,56-3,80 (m, 4H),
3,20-3,29 (m, 1H), 3,00-3,13 (m, 3H), 2,67-2,78 (m, 1H), 2,57-2,67 (m, 1H), 1,91-
2,04 (m, 1H), 1,68-1,81 (M, 1H); 1H ne nabmromanu (OH wnu NH)

328

MS m/z 3242 [M+H]*; 'H AMP (DMSO-dj) 4: 9,13 (c, 1H), 8,24 (¢, 2H), 7,87
(ump ., J= 7,8 T, 2H), 7,34-7,19 (m, 2H), 4,11 (wup.c, 4H), 3,22 (wmp.c, 4H),
3Hs ne nabmronanu (2 NHs u OH)

329

MS m/z 384,3 [M+H]"; 'H AMP (metanon-dy) &: 9,17 (¢, 1H), 8,20 (wup.c, 2H),
7,84 (0, J= 7,3 T'u, 1H), 7,26 (wmup.c, 2H), 4,97-4,57 (m, 3H), 4,22-3,81 (m, SH),
3,80-3,54 (m, 2H), 1,37 (up.c, 3H); 3Hs He Habmonanu (2 NHs u OH)
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332

MS m/z 350,4 [M+H]*; 'H IMP (mertanon-d,) 6: 8,48 (¢, 2H), 7,70 (wup.x, J=8,5
T, 1H), 7,33 (ump.n, J=8,2 T, 1H), 7,30 (c, 1H), 6,00 (¢, 1H), 3,93-4,05 (m,
1H), 3,82-3,92 (v, 1H), 3,48-3,62 (v, 2H), 3,39-3,48 (v, 1H), 2,46-2,68 (v, 3H),
2,27-2,45 (m, 2H); 3Hs ve nabmonanu (2 NHs u OH)

333

MS m/z 368,5 [M+H]"; 'H AMP (metanon-d,) &: 8,47 (¢, 2H), 7,68 (wuup.n, /=87
T, 1H), 7,33 (wwp.n, J=8,4 I'u, 1H), 7,30 (c, 1H), 5,99 (¢, 1H), 4,20-4,33 (M,
1H), 4,19-4,09 (m, 2H), 3,91 (wup.c, SH), 3,75-3,85 (m, 1H), 3,37 (¢, 1H), 2,60-
2,76 (m, 1H), 2,38-2,57 (M, 1H); 3Hs He Habmoznamu (2 NHs u OH)

334

MS m/z 366,3 [M+H]"; 'H AMP (DMSO-dy) 6: 13,00 (ump.c, 1H), 11,43 (wwup.c,
1H), 9,09 (c, 1H), 8,23 (tmp.c, 1H), 7,95 (mmp.c, 1H), 7,85 (1, J="7,3 Ty, 1H),
7,20-7,24 (m, 2H), 4,80-4,88 (M, 1H), 4,40-4,52 (M, 3H), 3,82-4,01 (m, 2H), 3,49-
3,73 (m, 3H); 2Hs ne nabmonanu (OH w/mmu NH)

335

MS m/z 408,4 [M+H]*

336

MS m/z 396,4 [M+H]*; 'H SIMP (metaHoi-dy) &: 8,63 (wmp.c, 2H), 7,70 (uwmp.c,
1H), 7,33 (wup.c, 2H), 5,99 (mup.c, 1H), 4,36 (tump.c, 1H), 4,15 (wup.c, 1H),
4,05-3,87 (m, 2H), 3,79 (M, 2H), 3,63-3,56 (M, 2H), 3,48 (mup.c, 3H), 2,78-2,33
(m, 2H), 1,47 (uiup.c, 3H); nabmopmanu 3Hs (2NHs 1 OH)

337

MS m/z 350,3 [M+H]*; 'H SIMP (meranon-d,) &: 8,81 (¢, 2H), 7,72 (un, J=7,93
T, 1H), 7,40-7,35 (v, 2H), 5,98 (c, 1H), 3,98 (mmp.c, 2H), 3,79-3,77 (m, 2H),
3,71-3,61 (m, 2H), 3,49-3,40 (M, 4H); 3Hs ne nabmonanu (2 NHs u OH)

339

MS m/z 364,2 [M+H]"; 'H IMP (DMSO-dj) 6: 9,79 (wup.c, 1H), 9,68 (tuwup.c,
1H), 9,13 (c, 1H), 8,10 (¢, 2H), 7,86 (n, J= 8,5 'y, 1H), 7,19-7,27 (m, 2H), 4,11-
4,24 (m, 1H), 3,78-3,85 (M, 1H), 3,66-3,69 (M, 1H), 3,28-3,33 (M, 2H), 2,55-2,61
(m, 1H), 2,25-2,39 (M, 2H), 1,96-2,17 (m, 4H); 1H ne Habmonamu (OH mnun NH)

340

MS m/z 378,4 [M+H]"; 'H SIMP (metanon-d,) &: 8,65 (¢, 2H), 7,68 (1, /= 8,1 Ty,
1H), 7,42-7,24 (m, 2H), 6,04-5,91 (m, 1H), 4,50-4,36 (M, 1H), 4,22-4,11 (m, 1H),
4,04-3,88 (v, 2H), 3,84-3,71 (m, 1H), 2,73-2,60 (m, 1H), 2,60-2,42 (m, 1H), 1,58
(n, J= 2,9 'y, 3H), 1,31 (mmp.c, 2H), 0,90 (wup.x, J= 4,0 I'y, 2H); 3Hs =e
nabmronanu (2 NHs u OH)

341

MS m/z 410,5 [M+H]"; 'H SIMP (metaon-dy) 5: 8,69 (c, 2H), 7,71 (n,.J= 8,1 T'w,
1H), 7,42-7,30 (v, 2H), 5,99 (c, 1H), 4,45-4,27 (m, 1H), 4,21-4,03 (m, 1H), 4,02-
3,87 (M, 2H), 3,85-3,73 (m, 1H), 3,62-3,47 (m, SH), 2,73-2,59 (m, 1H), 2,56-2,40
(M, 1H), 1,57-1,43 (M, 6H); 3Hs ne nabmonanu (2 NHs u OH)
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345

MS m/z 356,3 [M+H]*; 'H AMP (metanon-dy) &: 8,60 (wup.c, 2H), 7,80-7,51 (m,
1H), 7,45-7,16 (m, 2H), 6,12-5,81 (m, 1H), 5,38-5,12 (m, 1H), 4,52-4,22 (m, 1H),
3,93-3,71 (M, 1H), 3,67-3,41 (m, 3H), 2,45-2,10 (m, 2H); 4Hs ne HaGmonanu (3
NHs u OH)

346

MS m/z 368,3 [M+H]"; 'H SIMP (metanon-dy) &: 8,55 (¢, 2H), 7,63-7,55 (v, 1H),
7,30-7,15 (m, 2H), 5,89 (c, 1H), 4,38 (wmp.c, 1H), 4,11-3,90 (m, 4H), 3,70-3,59
(m, 1H), 3,42 (n, J=2,4 'y, 3H), 2,78 (1, /= 3,8 I'y, 3H); 3Hs He Habmoaanu (2
NHs u OH)

347

MS m/z 366,3 [M+H]*; H IMP (metanon-d,) 8: 9,05 (¢, 1H), 7,99 (wwup.c, 2H),
7,80 (m, J= 8,0 I', 1H), 7,20 (ax, J= 8,0, 2,0 I'y, 1H), 7,17 (n, J= 1,5 I'y, 1H),
3,99 (an, J= 11,5, 6,5 I'yy, 1H), 3,89-3,85 (m, 1H), 3,79-3,73 (m, 1H), 3,68-3,62
(m, 1H), 3,47 (nn, J= 11,5, 6,5 T, 1H), 3,10 (ar, J= 12,5, 6,0 T, 1H), 2,39 (k.

J= 12,0, 6,0 T, 1H), 2,03-1,97 (v, 1H), 1,20 (1, J= 5,5 T, 6H); 3Hs ne
HaOmonanu (2 NHs u OH)

348

MS m/z 366,3 [M+H]"; 'H SIMP (metanon-dy) &: 9,05 (¢, 1H), 7,99 (wwup.c, 2H),
7,80 (1, J= 8,0 Ty, 1H), 7,20 (n1, J- 8.0, 2,0 T, 1H), 7,17 (n, J= 1,5 ', 1H),
3,99 (unm, J= 11,5, 6,5 'y, 1H), 3,89-3,85 (m, 1H), 3,79-3,73 (M, 1H), 3,68-3,62
(m, 1H), 3,47 (mn, J= 11,5, 6,5 T, 1H), 3,10 (at, J= 12,5, 6,0 'y, 1H), 2,39 (mks.,
J= 12,0, 6,0 Tu, 1H), 2,03-1,97 (m, 1H), 1,20 (r, J= 5,5 Ty, 6H); 3Hs ne
HaOmonanu (2 NHs u OH)

349

MS m/z 390,4 [M+H]" 'H SIMP (DMSO-d,) &: 11,20-11,34 (m, 1H), 9,50-9,59
(v, 1H), 9,13 (¢, 1H), 8,07-8,12 (m, 1H), 7,86 (1, /=8,1 Ty, 1H), 7,24 (n, J=8, 1,
1,7 Ty, 1H), 7,21 (z, J=1,5 T, 1H), 4,03-4,08 (m, 1H), 3,95-4,00 (v, 1H), 3,78~
3,84 (v, 2H), 3,66-3,75 (v, 3H), 2,74 (c, 1H), 2,11-2,15 (v, 6H), 2Hs He

nabmomanu (2 NHs)

353

MS m/z 380,6 [M+H]"; HH SIMP (meranon-dy) 8: 8,64 (¢, 2H), 7,70 (g, J= 8,1 T'w,
1H), 7,40-7,29 (m, 2H), 5,97 (n, J= 10,1 T'w, 1H), 4,12-4,04 (m, 2H), 4,02-3,95
(M, 1H), 3,94-3,70 (m, 3H), 3,59-3,44 (v, 2H), 2,68-2,53 (m, 1H), 2,37-2,20 (m,
1H); 2Hs e HaOnromamu (MepeKkpsIBASTCs ¢ MIKOM OCTATOYHOIO PACTBOPUTEIIS),

3Hs ue Habmonamu (2 NHs u OH)

354

MS m/z 364,5 [M+H]"; '"H AMP (metanon-ds) &: 8,59 (wup.c, 2H), 7,68 (z, J=
8,2 T, 1H), 7,40-7,26 (v, 2H), 6,01-5,94 (m, 1H), 3,88-3,67 (m, 4H), 3,59-3,43
(M, 4H), 2,41-2,10 (M, 4H); 3Hs ne Habmonanu (2 NHs u OH)
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355

MS m/z 380,5 [M+H]"; 'H AMP (meranon-dy) 6: 8,25 (wwup.c, 2H), 7,63 (n, J=
80Ty, 1H), 7,28 (nx, J= 8,5, 1,5 T'y, 1H), 7,24 (», J= 1,5 T'y, 1H), 5,96 (n, J=
3,0 T, 1H), 4,38-4,28 (m, 1H), 4,18-4,12 (m, 1H), 3,96-3,87 (m, 2H), 3,80-3,70
(M, 1H), 2,72-2,64 (M, 1H), 2,49-2,37 (M, 1H), 1,51 (c, 9H); 3Hs ne mabmonamu
(2NHs u OH)

356

MS m/z 380,5 [M+H]"; 'H SIMP (metanon-dy) &: 8,25-8,16 (m, 2H), 7,65 (1, J=
8,3 ', 1H), 7,29 (n, J= 8,5 'y, 1H), 7,25 (¢, 1H), 5,98 (n, J= 2,6 T'y, 1H), 4,40-
429 (m, 1H), 4,20-4,13 (M, 1H), 3,96-3,87 (m, 2H), 3,80-3,71 (m, 1H), 2,76-2,64
(m, 1H), 2,49-2,37 (m, 1H), 1,53 (c, 9H); 3Hs ne nabmopanu (2 NHs u OH)

357

MS m/z 392,5 [M+H]"; 'H AMP (metanon-dy) 8: 9,12 (¢, 1H), 7,90-8,17 (M, 2H),
7,80 (n, /=8,2 Ty, 1H), 7,21 (¢, 2H), 4,09-4,16 (m, 1H), 4,02-4,09 (m, 1H), 3,89-
4,00 (m, TH), 3,74-3,83 (m, 2H), 3,59-3,70 (m, 1H), 2,46-2,65 (m, 1H), 2,13-2,32
(M, 3H), 1,80-1,92 (M, 2H), 1,58-1,78 (M, 4H); 3Hs ne HaGmonam (2NHs u OH)

361

MS m/z 380,6 [M+H]"; 'H SAIMP (meranon-dy) 6: 8,62 (wwup.c, 2H), 7,68 (1, J=
7,9 T, 1H), 7,42-7,28 (m, 2H), 5,95 (1, J= 7,2 T, 1H), 4,02-3,89 (m, 1H), 3,88-
3,78 (m, 1H), 3,77-3,64 (v, 1H), 3,51-3,44 (M, 1H), 3,30-3,17 (v, 2H), 2,89
(ummp.c, 1H), 2,44 (wwp.c, 1H), 2,14-1,94 (m, 1H), 1,50-1,38 (m, 7H); 3Hs ne
Habmonanu (2NHs u OH)

362

MS m/z 422,4 [M+H]*; 'H AMP (meranon-d,) 8: 9,13 (¢, 1H), 8,05 (m, /= 9,6 I'ry,
2H), 7,30-7,16 (m, 2H), 5,96 (c, 1H), 4,47-4,29 (M, 1H), 4,27-4,09 (M, 1H), 4,04-
3,98 (m, 2H), 3,83-3,69 (M, 2H), 3,65 (wup.t, J= 11,6 T'y, 3H), 2,75-2,58 (M, 1H),
2,51-2,25 (m, 1H), 2,07-1,95 (m, 2H), 1,94-1,82 (M, 2H), 1,64 (mmp.c, 3H); 3Hs

He Habmronamu (2 NHs u OH)

367

MS m/z 397,5 [M+H]"; 'H SIMP (metanon-dy) 8: 8,11 (c, 1H), 7,95 (¢, 1H), 7,62
(z, J-8,2 T, 1H), 7,22 (1, J=7,9 T, 1H), 7,19 (c, 1H), 5,97 (n, J=2,1 'y, 1H),
4,28-4,42 (m, 1H), 4,09-4,22 (m, 1H), 3,84-3,99 (M, 2H), 3,69-3,82 (M, 1H), 2,62-
2,77 (m, 1H), 2,36-2,51 (m, 1H), 1,52 (¢, 9H); 2Hs ne nabmronanu (NH u OH)

373

MS m/z 411,5 [M+H]", 'H SIMP (meranon-d;) 6: 8,14 (¢, 1H), 7,99 (c, 1H), 7,62
(n, /=8,5 Ty, 1H), 7,23 (an, J=8,2, 1,5 ', 1H), 7,19 (7, J=1,5 T'y, 1H), 5,92-
6,03 (v, 1H), 4,23-4,43 (m, 1H), 2,20-2,33 (m, 2H), 1,68-1,87 (m, 2H), 1,63 (n,
J=8,9 Ty, 6H), 1,55 (n, J=6,4 I'n, 6H); 3Hs ne nadbmonamu (2 NHs u OH)

369

MS m/z 378,4 [MH]"; 'H SIMP (metanon-dy) o: 8,63 (¢, 2H), 7,69 (1, J— 7,8 T,
1H), 7,41-7,27 (M, 2H), 5,96 (n, J= 6,4 I'y, 1H), 3,80 (wwup.c, 3H), 3,32-3,19 (M,
4H), 2,36-2,08 (M, 2H), 2,02-1,76 (m, SH); 3Hs He Habmoaanu (2 NHs u OH)
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370

MS m/z 350,3 [M+H]*; '"H AMP (meranon-d,) 8: 8,54 (¢, 2H), 7,69 (n, /= 8,2 T'wy,
1H), 7,37-7,26 (m, 2H), 5,99 (1, J= 9,0 'y, 1H), 4,63-4,50 (M, 1H), 4,26-4,16 (M,
1H), 4,10 (mx, J= 6,3, 12,4 T'u, 1H), 4,06- .98 (m, 1H), 3,67-3,54 (m, 2H), 3,54-
3,43 (M, 2H), 2,48-2,36 (M, 1H), 2,22-2,12 (M, 1H); 3Hs He nabmonanu (2 NHs
u OH)

371

MS m/z 382.4 [M+H]"; 'H IMP (metanon-dy) 6: 9,15 (¢, 1H), 8,15 (wup.c, 2H),
7,85 (1, J= 8,2 Ty, 1H), 7,29-7,20 (m, 2H), 3,98 (wup.c, 2H), 3,94-3,84 (v, 2H),
3,72-3,61 (m, 1H), 3,52 (mmp.1, J= 5,7 T, 2H), 3,11-2,98 (m, 2H), 2,45-2,35 (m,
2H), 1,92-1,80 (M, 2H); 4Hs ne Habmronanu (2 NHs u 2 OHs)

372

MS m/z 422.5 [M+H]"; 'H IMP (metanon-dy) 6: 8,95 (¢, 1H), 7,99 (wup.c, 2H),
7,72 (n, J= 8,2 ', 1H), 7,18-7,08 (m, 2H), 4,09-4,02 (m, 2H), 3,94-3,86 (m, 1H),
3,82-3,74 (m, 1H), 3,58-3,44 (M, 3H), 3,30-3,23 (M, 1H), 3,21-3,14 (m, 2H), 2,75-
2,64 (m, 1H), 2,37-2,25 (M, 1H), 2,11-2,01 (m, 2H), 1,91-1,79 (m, 1H), 1,76-1,64
(M, 2H); 1H ne nabnromanu (mepexpbiBaeTcs ¢ MUKOM pacTeoputensi); 3Hs He

Habmogamu (2 NHs u OH)

377

MS m/z 429,5 [M+H]*; 'H IMP (metanon-dy) &: 8,15 (¢, 1H), 8,00 (¢, 1H), 7,62
(n,J=8,5Tw, 1H), 7,23 (an, /=8,2, 1,2T'y, 1H), 7,20 (¢, 1H), 6,01 (7, /=10,1 T'y,
1H), 4,62-4,82 (m, 1H), 1,97-2,27 (M, 3H), 1,65-1,72 (m, 6H), 1,55-1,63 (M, 6H),
3Hs ne nabmoanu (2 NHs u OH)

386

MS m/z 406,5 [M+H]*; 'H AMP (meranon-d,) 8:8,66 (¢, 2H), 7,69 (m, J= 7,91y,
1H), 7,42-7,29 (m, 2H), 6,02-5,89 (M, 1H), 4,04-3,88 (M, 1H), 3,87-3,76 (M, 1H),
3,74-3,59 (m, 2H), 3,51-3,42 (m, 1H), 3,31-3,20 (m, 2H), 3,00-2,81 (m, 1H), 2,53-
2,37 (m, 1H), 2,25-2,14 (m, 2H), 2,12-1,97 (v, 1H), 1,89 (mmp.c, 2H), 1,83-1,75
(M, 2H), 1,71 (tunp.c, 2H); 3Hs ne nabmonanu (2 NHs u OH)

387

MS m/z 378,5 [M+H]"; 'H SIMP (DMSO-d) &: 9,17 (c, 1H), 8,19-8,09 (m, 2H),
7,80 (wwmp.g, J= 5,6 ['u, 1H), 7,25 (ump.c, 2H), 3,93-3,74 (M, 1H), 3,65-3,51 (™,
1H), 3,51-3,32 (m, 2H), 3,28-3,08 (M, 2H), 2,38-2,27 (m, 1H), 2,25-2,09 (m, 2H),
2,05-1,93 (M, 2H), 1,93-1,78 (m, 2H), 1,73-1,56 (M, 1H); 3Hs ne Habmonamu (2
NHs u OH)

388

MS m/z 429,4 [M+H]"; 'H AMP (DMSO-dy) &: 9,10 (c, 1H), 8,68 (c, 1H), 8,09
(c, 2H), 7,99-7,79 (m, 2H), 7,62-7,39 (m, 2H), 7,31-7,14 (m, 2H), 4,40 (ump.c,
2H), 3,98-3,87 (m, 1H), 3,80-3,75 (m, 1H), 3,66-3,52 (m, 1H), 3,51-3,38 (m, 1H),
3,19 (wmp.c, 2H), 2,87-2,72 (m, 1H), 2,31-2,20 (M, 1H), 1,95-1,81 (M, 1H); 3Hs
He HaOmonanu (2 NHs u OH)
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389

MS m/z 352,4 [M+H]"; 'H AMP (metanon-d,) 6: 9,08 (c, 1H), 8,02 (¢, 1H), 7,86
(c, 1H), 7,82 (n, J= 8,00 T, 1H), 7,19 (x, J= 8,00 T'w, 1H), 7,16 (c, 1H), 3,96 (c,
3H), 3,92-3,81 (v, 2H), 3,75 (1, J= 11,00 I', 1H), 3,62 (x, J= 11,00 I'u, 1H),
2,16 (c, 2H), 1,49 (c, 3H); 3Hs He Habmonanu (2 NHs u OH)

390

MS m/z 394,5 [M+H]"; 'H SIMP (metanon-d,) &: 8,68 (¢, 2H), 7,69 (n, J=7,9 T,
1H), 7,40-7,29 (M, 2H), 5,96 (m, J= 7,8 T'y, 1H), 4,06-3,91 (M, 1H), 3,90-3,78 (m,
1H), 3,77-3,64 (m, 1H), 3,61-3,44 (m, 1H), 3,31-3,17 (m, 2H), 2,96-2,80 (v, 1H),
2,54-2,41 (m, 1H), 2,16-1,97 (M, 1H), 1,53-1,43 (c, 9H); 3Hs He HaGmonamu (2
NHs u OH)

391

MS m/z 436,6 [M+H]" 'H SIMP (DMSO-d;) &: 9,11 (c, 1H), 8,50-8,64 (m, 1H),
8,46 (wwp. nx, J-3,7, 1,8 T, 1H), 8,03-8,23 (v, 2H), 7,86 (wnp.x, J-8,4 I,
2H), 7,19-7,28 (m, 2H), 3,88-4,02 (m, 2H), 3,85 (ump. ax, J=10,5, 2,0 'y, 2H),
3,71-3,82 (M, 2H), 3,56-3,70 (m, 2H), 3,42-3,52 (m, 3H), 3,04-3,25 (m, 3H), 2,60-
2,75 (m, 1H), 2,16-2,37 (m, 2H), 1,77-1,94 (m, 3H), 1,57-1,77 (v, 3H), 1,42 (c,
3H)

392

MS m/z 378,5 [M+H]* 'H SIMP (DMSO-d,) &: 11,48 (mmp.c, 1H), 9,09 (c, 1H),
8,15 (¢, 1H), 7,99-8,12 (M, 1H), 7,85 (wwup.x, J=8,2 T'y, 1H), 7,17-7,26 (M, 2H),
3,77-3,91 (m, 1H), 3,66-3,77 (m, 1H), 3,50-3,62 (m, 1H), 2,77-2,93 (m, 2H), 2,26-
2,35 (m, 1H), 2,08-2,25 (m, 1H), 1,80 (uup.n, J=9,6 I'y, 1H), 0,51 (wup.x, J=5,6
I'u, 2H), 0,44 (ump.c, 2H); 4H nHe nabmonanu (2NHs, 2 anudarudecknx CHs

3aKPBITHI THKOM PaCTBOPUTEIS)

395

MS m/z 408,5 [M+H]*; 'H AMP (meranon-d,) 8: 8,41 (¢, 2H), 7,66 (n, /= 8,2 T,
1H), 7,24-7,36 (m, 2H), 5,95 (1, J= 6,7 T, 1H), 4,05-4,15 (m, 2H), 3,90-4,01 (m,
2H), 3,87-3,89 (m, 1H), 3,74-3,86 (m, 2H), 3,65-3,71 (m, 1H), 3,41-3,52 (m, 2H),
2,82-2,92 (m, 1H), 2,40-2,50 (m, 2H), 2,16 (unp.c, 1H), 2,00-2,17 (v, 2H); 3Hs
ne Habmonanu (OH u 2NHs)

397

MS m/z 422 4 [M+H]*; 'H IMP (metanon-dy) 8: 9,07 (¢, 1H), 8,01 (uup.x, J=0,9
T'u, 2H), 7,83 (wup.n, J=7,3 'y, 1H), 7,23 (wwup.g, J=8,2 I'y, 1H), 7,20 (¢, 1H),
3,92-4,05 (v, 3H), 3,82-3,90 (m, 1H), 3,59-3,69 (m, 1H), 3,45 (wup.,J=11,7 Ty,
2H), 2,83 (wup.n, J=7,0 T'y, 3H), 2,53-2,64 (m, 1H), 2,26-2,35 (m, 1H), 1,93
(wup.n, /=12,8 T'n, 2H), 1,80-1,88 (m, 1H), 1,42-1,54 (M, 2H), 1,28-1,38 (m, 1H),
3Hs ue nHadmonamu (2NHs u OH)
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398

MS m/z 422,4 [M+H]*; 'H IMP (1:3 xnopodopm-d : meranon-d,) 8: 9,04 (c, 1H),
7,94 (mmp.c, 2H), 7,78 (mmp.n, J=7,9 I'n, 1H), 7,15-7,23 (M, 2H), 4,03 (mmp.xz,
J=11,0 T'w, 2H), 3,98 (wmp. 1, J=9,8, 8.9 I', 1H), 3,84-3,92 (m, 1H), 3,62-3,71
(m, 1H), 3,46 (up.t, J=11,6 ', 2H), 3,35-3,40 (m, 1H), 2,89-3,14 (m, 3H), 2,59-
2,72 (m, 1H), 2,28-2,38 (m, 1H), 1,98 (wmp.x, J=11,9 T';, 2H), 1,82-1,93 (m, 1H),

1,51-1,64 (M, 2H); 3Hs e Habmonamu (2 NHs u OH)

399

MS m/z 378,5 [M+H]"; 'H SIMP (metanon-dy) &: 1,94-2,09 (M, 2H) 2,28-2,52 (m,
4H) 2,54-2,69 (m, 1H) 3,37 (c, 1H), 3,71-4,02 (m, 4H) 4,03-4,18 (m, 2H) 5,98
(wup.c, 1H) 7,20-7,42 (M, 2H) 7,67 (wup.n, J=8,24 I'u, 1H) 8,41 (wwup.c, 2H),
3Hs ue Habmogamu (2NHs u OH)

400

MS m/z 378,5 [M+H]", 'H SIMP (metanon-dy) &: 1,91-2,09 (M, 2H) 2,28-2,50 (M,
SH) 2,52-2,71 (m, 1H) 3,37 (¢, 2H) 3,68-4,01 (M, 4H) 4,03-4,19 (m, 2H) 5,93-
6,03 (m, 1H) 7,31 (¢, 1H) 7,32-7,37 (m, 1H) 7,69 (wwup.n, /=7,93 T'y, 1H) 8,55

(c, 2H); 1H ne nabmonanu

403

MS m/z 440,7 [M+H]*; 'H IMP (mertanon-d,) 8: 8,41 (¢, 2H), 7,67 (n, J= 7,9 'y,
1H), 7,25-7,34 (M, 2H), 5,95 (1, J= 7,3 I'y, 1H), 5,11-5,13 (™, 1H), 5,02-5,04 (M,
1H), 4,22 (1, J= 13,4 T', 1H), 4,09 (n, J= 10,4 ', 1H), 3,95-4,01 (m, 1H), 3,70-
3,85 (m, 4H), 3,47-3,64 (M, 3H), 2,90-2,94 (M, 1H), 2,46-2,50 (m, 1H), 1,97-2,20
(M, 3H); 3Hs e nabmopanu (OH u 2NHs)

404

MS m/z 422,6 [M+H]"; 'H SIMP (metanon-d,) &: 8,40 (¢, 2H), 7,66 (n, /= 79T,
1H), 7,25-7,35 (m, 2H), 5,95 (1, J= 6,4 'y, 1H), 3,90-4,05 (™, 2H), 3,74-3,87 (M,
3H), 3,68-3,72 (m, 2H), 3,47-3,52 (m, 2H), 3,35-3,37 (m, 2H), 2,88-2,94 (m, 1H),
2,44-2.48 (m, 1H), 2,19-2,22 (m, 1H), 1,92-2,10 (m, 3H), 1,68-1,72 (m, 1H); 3Hs
He Habmonanu (OH u 2NHs)

405

MS m/z 448,77 [M+H]*; 'H AMP (metanon-dy) 6: 8,42 (mup.c, 2H), 7,67 (n, J=
8,5 'y, 1H), 7,26-7,36 (m, 2H), 5,95 (1, J— 6,7 T', 1H), 4,50-4,52 (v, 2H), 3,92-
3,96 (m, 1H), 3,79-3,83 (M, 1H), 3,66-3,72 (m, 1H), 3,47-3,52 (m, 2H), 3,15-3,28
(M, 2H), 2,85-2,89 (M, 1H), 2,65-2,72 (M, 2H), 2,40-2,46 (M, 1H), 2,00-2,10 (M,
2H), 1,82 (m, J= 7,3 T'y, 2H), 1,45-1,62 (M, 2H), 1,26-1,31 (M, 1H); 3Hs ne
HaOmoznanu (OH u 2NHs)

406

MS m/z 392,4 [M+H]*;, 'H SIMP (metanon-dy) &: 1,97-2,07 (M, 2H) 2,29-2,52 (m,
SH) 2,53-2,69 (M, 1H) 3,71-4,02 (m, 4H) 4,08 (up.c, SH) 5,97 (mup.c, 1H) 7,24
(ummp.c, 1H) 7,26 (wup.n, J=8,24 'y, 1H) 7,66 (wwup.n, J=8,24 I'u, 1H) 8,17-
8,53 (M, 2H); 3Hs He Habmonamu (2NHs u OH)
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407

MS m/z 392,4 [M+H]*;, 'H AMP (metanon-dy) &: 1,89-2,08 (M, 2H) 2,23-2,51 (m,
SH) 2,60 (wmp.n, J=5,80 T, 1H) 3,69-4,00 (v, 4H) 4,01-4,20 (v, SH) 5,97
(wup.c, 1H) 7,22 (¢, 1H) 7,25 (wup.n, J=7,93 I'y, 1H) 7,65 (wup.n, J=7,93 'y,
1H) 8,17 (¢, 1H) 8,29 (c, 1H); 3Hs e nabmonanu (2 NHs u OH)

408

MS m/z 420,6 [M+H]"; 'H SIMP (meTaton-dy) 6: 9,10 (c, 1H), 8,02 (c, 1H), 7,86
(c, 1H), 7,83 (m, J= 8,54 'y, 1H), 7,21 (», J= 8,09 I'y, 1H), 7,17 (c, 1H), 3,38-
3,28 (m, 1H), 3,96 (c, 3H), 3,20 (c, 3H), 2,36-2,30 (m, 2H), 2,14-1,99 (m, 6H),
1,57 (¢, 6H); 2Hs e nadmonmam (NH u OH)

409

MS m/z 428,4 [M+H]"; 'H SIMP (meranon-dy) 6: 8,47 (ump.c, 2H), 7,69 (wuwmp.x,
J=8,2Tu, 1H), 7,33 (unp.n, J=8,2 T, 1H), 7,30 (¢, 1H), 5,99 (c, 1H), 4,20-4,30
(M, 1H), 4,07-4,19 (m, 1H), 3,86-4,07 (m, 3H), 3,75-3,86 (M, 1H), 2,75-2,88 (M,
1H), 2,60-2,74 (m, 1H), 2,32-2,56 (m, 4H), 2,15-2,30 (m, 1H), 2,02-2,12 (m, 1H);
3Hs ne nHatmonanu (2NHs u OH)

410

MS m/z 366,5 [M+H]"; 'H SMP (mertanon-ds) o: 8,42 (c, 2H), 7,66 (1, J— 7,8 'Ly,
1H), 7,35-7,25 (m, 2H), 5,95 (m, J= 9,0 T'y, 1H), 4,07-3,92 (M, 1H), 3,89-3,76 (M,
1H), 3,74-3,61 (m, 1H), 3,56-3,46 (M, 1H), 3,45-3,38 (M, 2H), 3,00 (ump.c, 7H),
2,51-2,39 (m, 1H), 2,12-1,92 (M, 1H); 2Hs ne nabmonanu (NH u OH)

413

MS m/z 352,4 [M+H]"; 'H SIMP (metanon-dy) &: 8,46 (¢, 2H), 7,71-7,62 (m, 1H),
7,36-7,26 (m, 2H), 5,99-5,89 (m, 1H), 4,00-3,88 (v, 1H), 3,81 (wup.c, 1H), 3,74~
3,63 (v, 1H), 3,56-3,47 (v, 1H), 3,28-3,25 (v, 2H), 2,95-2,84 (m, 1H), 2,84-2,77
(M, 3H), 2,43 (m, 1H), 2,13-1,93 (m, 1H); 3Hs He Habmonanu (2NHs u OH)

414

MS m/z 394,5 [M+H]"; '"H AMP (mertaHon-ds) 8: 8,51 (¢, 2H), 7,67 (m, J= 7,8 'y,
1H), 7,40-7,25 (m, 2H), 6,01-5,87 (M, 1H), 3,99-3,79 (m, 1H), 3,74-3,57 (m, 3H),
2,94-2,79 (m, 1H), 2,59-2,27 (m, 1H), 2,16-1,99 (m, 1H), 1,52-1,35 (v, 11H); 3Hs
He Habmonam (2NHs u OH)

415

MS m/z 392,4 [M+H]";, 'H SIMP (metanon-dy) &: 1,89-2,08 (M, 2H) 2,23-2,51 (m,
SH) 2,60 (wwp.x, J=5,80 I'u, 1H) 3,69-4,00 (m, 4H) 4,01-4,20 (M, 5H) 5,97
(wwup.c, 1H) 7,22 (¢, 1H) 7,25 (wump.a, J=7,93 T'u, 1H) 7,65 (wup.xa, J=7,93 T,
1H) 8,17 (¢, 1H) 8,29 (¢, 1H); 3Hs ne nabmonamu (2NHs u OH)

416

MS m/z 406,4 [M+H]*; 'H AAMP (metanon-ds) &: 1,20 (1, J=6,87 I'u, 2H) 1,89-
2,13 (M, 2H) 2,25-2,51 (m, SH) 2,86 (tmmp. mn, J=12,51, 6,10 T'n, 1H) 3,04-3,22
(v, 2H), 3,51 (k8., J=6,82 T, 2H) 3,69 (wup.x, J=6,10 T, 1H) 3,75-3,98 (m,
3H) 4,00-4,08 (m, 3 H) 5,94 (wup.n, J=7,32 T'u, 1H) 7,22 (c, 1H) 7,25 (wuup.x,
J=8,24 T, 1H) 7,63 (ump. 1, J-8,54 T, 1H) 8,16 (c, 1H) 8,28 (¢, 1H)
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418 MS m/z 398,5 [M+H]"; 'H SIMP (DMSO-dy) &: 9,13 (c, 1H), 8,14 (c, 2H), 7,69
(1, J=7Tu, 1H), 7,33 (1, J= 7T, 1H), 4,16 (m, 1H), 4,07 (m, 1H), 3,75-3,90 (m,
2H), 3,64 (M, 1H), 2,35 (m, 1H), 1,38 (¢, 9H); 3Hs He Habmomamu (NH, OH u
OIVH an(paTHUSCKUH MUK MYJIbTHILIETA, 3aKPBIThIA MHKOM PACTBOPUTEIIS)

420 MS m/z 410,4 [M+H]"; 'H SIMP (meranon-d,) 6: 8,81 (¢, 2H), 7,69 (wwp.x, J=7,9
I'u, 1H), 7,30-7,42 (m, 2H), 5,98 (¢, 1H), 5,27-5,35 (M, 1H), 4,28 (wmp.c, 1H),
4,11-4,22 (m, 1H), 3,93-4,09 (m, 3H), 3,83 (wup.c, 1H), 2,69 (wup.a, J=1,2 I'y,
1H), 2,48-2,64 (m, 2H), 2,43 (ump.c, 1H), 1,92-2,35 (m, 4H); 3Hs He Habronanu
(2 NHs u OH)

421 MS m/z 4483 [M+H]*; 'H AAMP (mertanon-dy) 6: 8,72 (wup.c, 2H), 7,70 (ump.x,
J= 179 Ty, 1H), 7,32-7,39 (m, 2H), 5,90-6,04 (v, 1H), 4,06 (wmmp.n, J= 7,6 Ty,
4H), 3,77-3,88 (m, 1H), 3,65-3,75 (m, 1H), 3,48-3,63 (m, 3H), 3,16-3,27 (m, 1H),
2,34 (wwp g, J= 4,6 T'y, 1H), 2,21 (uwp.g, J= 6,1 'y, 1H), 2,14 (wup.x, J= 11,9
I'u, 1H), 1,79 (wup.c, 3H), 1,14 (wwmp.g, J= 6,1 I'u, 4H); 3Hs He nHabmonmamu (2
NHs u OH)

422 MS m/z 394,5 [M+H]"; 'H AMP (metanon-d,) 6: 9,14 (c, 1H), 8,02 (c, 1H), 7,86
(¢, 1H), 7,84 (1, J= 10,00 ', 1H), 7,21 (x, J= 10,00 Ty, 1H), 7,18 (c, 1H), 4,06-
3,89 (m, 3H), 3,96 (c, 3H), 3,86-3,74 (v, 2H), 2,44-2,37 (v, 2H), 1,65 (c, 3H),
1,46 (1, J= 5,50 T'y, 6H); 2Hs ue nabmomanu (NH u OH)

IIpumep 7. [Monydenne coenuuenus 14
Gl Cl
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Cramust 1. B cyxylo KkpymionoHHyro KonOy noOaBmsum: 6-Opom-3-metwicyibdanmi-1,2,4-tpuasun (7,0 T,
34,0 MmMoi), 2-[4-x50p-2-(MeTokcMeTokeH)hermt]-4,4,5,5-tetpamerun- 1 ,3,2-mokcabopornas (10 r, 33,5 mmois), K,CO;
(9,5 T, 68 mmonb) 1 PddppfCl, (3,8 1, 5,1 MMoib). CMech era3upoBaiiv aproHoM B TedeHue 10 MuH, 3aTeM T00aBIIsIA JH-
okcaH (100 mu1) u Bomy (20 MiT) 1 peakioHHY0 cMech HarpeBa ipu 90°C B Tedenwe 16 4 (B TeueHue Houn). Peakimon-
HYIO CMECh OXJIKIAJIH JI0 KOMHATHOM TeMITepaTyphbl, pactpenersum Mexny EtOAcC 1 Booi 1 3aTeM OpraHmIecKyro ¢Gaszy
cym Hag, Na,SO,, KOHIICHTPUPOBATIA M 3aTeM OYHMINAIN KOJOHOYHOW XpoMarorpadueil Ha CHJIMKArelse, SIFOUpys C
rpamueatoM 0-20% EtOAc B meHranHe. D10 maBano 6-[4-xy10p-2-(METOKCHMETOKCH)(eHm]|-3-MeTrcymbhanmi-1,2,4-
TpuasuH (4,5 T, 44% BEIXOIT) B BUJIE XKEJITOTO TBEpIOTo Bemectsa. MS m/z 298, 1, 300,1 [M+H]'".

Cramus 2. 6-[4-X7nop-2-(MeTokcuMeTokcH )peHmn |-3-meTmncynbdanni-1,2,4-rpuazuas (1,84 1,
6,18 mmois) 1 mCPBA (2,67r, 15,5 mmous) pacteopsimi B CH,Cl, (26 mi). PeakumoHHyIo cMech IepeMennBa-
T TIpU KOMHATHOM TeMmepaType B TedeHue 16 4. JKXMC ananu3 nokasan NOJIHYIO KOHBepcuto. PactBopurens
3aTeM yAasUld B BaKyyMe U HEOUUILEHHBIN MPOAYKT pacTupanu B nopomok B 20 mn Et,0. ®unstpoBanue na-
BaJIO0 6-[4-x110p-2-(MeTOKcuMeToKeH )penm]-3-meTmicynbponmi-1,2,4-rpuasun (1,69 r, 80,4% BbIXom) B BHIE
HE coBceM Oernoro TBepaoro Bemectea. MS m/z 330,1, 332,1 [M+H]+.
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Cranus 3. 6-[4-Xnop-2-(MmerokcumeTokcu)henmn]-3-mMetuncynsponui-1,2,4-tpuasun (1,0 r, 2,9 Mmous)
pactBopsuti B 6e3BotHOM DMF (8 mim). 3arem mobGasistmn N,2,2,6,6-neHTamermwinunepuaua-4-amua (790 wr,
4,41 mmons) u DIPEA (5,2 M, 30 mmonb). Peakinonnyio cmech nepememuBaiu mpu S0°C B Teuenue 16 4 (B
TEUCHHE HOYM). PeakIMOHHYIO CMECh OYMIIAIN HEMOCPEACTBEHHO KOJIOHOYHOH Xpomarorpadueil Ha CHIMKare-
ne ¢ wucnoip3oBanueM 20% MeOH/CH,Cl, amioeHTa ¢ MONydYeHHEM >KEJIaeMOro Iponaykra 6-[4-xmop-2-
(MmeTokcumeTokcen)hermn|-N-metnn-N-(2,2,6,6-retpamerni-4-anepuanin)- 1,2,4-rpuazun-3-amuaa (980 wr,
79% BBIXOJ) B BHIE 5KEJITOTO TBEPIOTO BemecTsa. MS m/z 420,5, 422,5 [M+H]'".

Cramuss 4. B cyxoif cocyn ¢ 3aBUHUYMBAIOMIEHCS  KPBIMIKOW  mOOaBIsimM  6-[4-XJop-2-
(meTokcumeTokcn)dermn|-N-metun-N-(2,2,6,6-retpamerni-4-nanepuanin)-1,2,4-rpuazun-3-amua -~ (30w,
0,071 mmonn), 4-(4,4,5,5-rerpamernn-1,3,2-mnokcaboponan-2-mn)-1-(Tpuaertepruomermn)mupazon (18,1 wr,
0,086 mmonb), XPhos Pd G4 (6 mr, 0,007 mmons) u K,CO;3 (30 mr, 0,2143 mMouts). CMech era3upoBaivd apro-
HOM B Teuenue 10 muH, 3aTeM poGaBisu quokcad (2 min) u Boxy (0,5 Mi1) U peakIMOHHYIO CMeCh HarpeBajH
mpu 90°C B Teyenue 16 4 (B TeueHHe HOYM). PEakIMOHHYIO CMeCh OXJIAXKIAdW IO KOMHATHOW TeMIlepaTyphl,
pacripenensiu Mexny EtOAc m Bozoii u opranndeckyro ¢asy cymwan Hax Na,SO,, KOHIEHTPHUPOBAIN H OUH-
Ay KOJIOHOYHOW Xpomarorpaduell Ha cuimkarene, amoupys ¢ rpaguentom MeOH/CH,Cl, (0-20% MeOH), ¢
HOJIy4EHUEM 6-[2-(MeTokcumerokcn)-4-[ 1 -(Tpuneritepuomeriin)nnpasoin-4-mi|pennn]-N-metuin-N-(2,2,6,6-
terpaMeTiiI-4-unepunmn)-1,2,4-tpuasun-3-amuna (24 mr, 72% BBIXOJ) B BHJE KOPUYHEBATOTO TBEPAOTO Be-
utectBa. MS m/z 469,8 [M+H]'".

Cramus 5. K pactBopy 6-[2-(MeTOKCHMeETOKCH )-4-[ 1-(TpuaerTeproMeTiin)mupa3on-4-mi|pernn]-N-meTui-
N-(2,2,6,6-tetpamernin-4-nunepuamin)- 1,2,4-rpuaszun-3-amuna (24 mr, 0,051 mmons) B 1 M CH,Cl, u Heckob-
kux kamwssx MeOH no6asisumm HCI (4 monw/n) B 1,4-muokcane (26 mxi, 0,10 MMOJIB) B cMeCh TIepeMeITBaIN
16 9 mpu KOMHATHOW TEMIIEpaType.

CBOXX ananm3 moka3zaji, 4TO MCXOJHOE BEIIECTBO MOJTHOCTHIO M3PACXOI0BAaHO. PacTBOpUTENN BHIApH-
BAUIM M OCTaTOK OYMINAIM KOJIOHOYHOW Xpomartorpadueidl Ha CHIIMKarene, OJIIOUPYS C TPagHeHTOM
MeOH/CH,CI, (0-30% MeOH/2,5% NH4OH), c¢ mnomyuenuem 2-[3-[metni-~(2,2,6,6-TeTpameTni-4-
nunepuamT)aMuHo |- 1,2,4-tpuasun-6-nn]-5-[ 1 -(tpuaeiirepuomerrin)nupaszon-4-mi]peHon ruapoxiopuaa (7 wr,
30% BBIXOM) B BUJIE )KENTOBATO-KOPUIHEBOTO TBEPAOIO BELIECTBA.

MS m/z 425,5 [M+H]"; 'H SIMP (meranon-ds) &: 9,58 (mmmp.c, 1H), 8,23 (c, 1H), 8,09 (¢, 1H), 7,66 (x,
J=8,2 I'y, 1H), 7,26 (an, J=8,2, 1,8 I'n, 1H), 7,22 (x, J=1,8 I'n, 1H), 4,50-4,61 (m, 1H), 3,18 (c, 3H), 2,08-2,27
(M, 4H), 1,72 (c, 6H), 1,60 (c, 6H); 2Hs He nHabmomanu (OH u NH).
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C HCMoNb30BaHUEM TMPOLEAYPhl, OMUCAHHON AJIsi IpUMepa 7, MOXKHO MOJIYYUTh IOTIOJHUTEIbHBIE COeIU-
HEHUSI, ONIMCAHHbIE B HACTOSALIEH 3asiBKE, UCIOJIb3Ys MOIXO/AIIee UCXOAHOE BEIECTBO, OIXOASIINE PeareHThI
1 peaKIMOHHBIC YCIIOBUS, C ITOJYICHHEM COCTMHEHUH, TAKMX KaK COSTMHEHNs, BRIOPAHHbIE 3!
Coen. Nannbie

72 MS m/z 413,5 [M+H]"; 'H SIMP (meranon-d,) &: 9,34 (c, 1H), 8,00 (m, J= 2,0
Ty, 1H), 7,95 (1, J= 9,0 T, 1H), 7,27-7,28 (m, 2H), 5,72-5,76 (m, 1H), 2,43-
2,45 (m, 2H), 1,76-1,88 (M, 2H), 1,57 (¢, 6H), 1,51 (¢, 6H); 3Hs He Habmromanu
(2NHs u OH)

213 MS m/z 380,3 [M+H]"; 'H SIMP (metanon-d,) &: 9,14 (c, 1H), 7,88 (n, /=8,2
T, 1H), 7,64 (c, 1H), 7,32-7,52 (m, 2H), 6,67 (c, 1H), 4,06-4,25 (m, 2H), 3,98-
4,03 (m, 1H), 3,97 (c, 3H), 3,71-3,91 (m, 1H), 3,43-3,61 (m, 1H), 2,58 (c, 1H),
2,21-2,33 (m, 1H), 2,28 (tm, J=13,0, 6,3 'y, 1H), 1,42 (wwup.t, J=5,2 T'y, 6H),
2Hs ue nabmonanu (NH u OH)

223 MS m/z 442,4 [M+H]"; 'H IMP (metanon-dy) 6: 9,10 (¢, 1H), 8,07 (¢, 1H), 8,03
(c, 1H), 7,90 (z, J= 8,00 Ty, 1H). 7,7 (m, J= 8,50 Ty, 1H), 7,64 (z, J= 9,00 T,
1H), 7,31 (g, J= 8,5 T'y, 1H), 7,28 (c, 1H), 4,16 (c, 2H), 4,10 (c, 3H), 4,05 (c,
2H), 3,53 (n, J= 12,5 'y, 2H), 3,11 (t, J= 12,5 T'y, 2H), 2,91 (¢, 3H), 2,32 (x,
J= 14,5 Ty, 2H), 2,05 (1, J= 12,50 T'w, 2H); 1H e Habmonanu (OH)

233 MS m/z 392,5 [M+H]*; 'H AMP (metanon-d,) &: 7,82 (c, 1H), 7,66 (n, J= 8,3
Ty, 1H), 7,41 (z, J- 8,6 T, 1H), 7,39 (¢, 1H), 6,81 (¢, 1H), 5,95 (c, 1H), 4,25
(c, 2H), 4,14 (c, 2H), 4,02 (c, 3H), 3,53 (1, J= 12,6 T, 2H), 3,14 (1, J= 12,7
I'u, 2H), 2,90 (¢, 3H), 2,36 (n, J= 14,4 'y, 2H), 2,13 (1, J= 13,8 'y, 2H); 1 OH
He HabJroaamm

224 MS m/z 443,5 [M+H]"; 'H AIMP (metanon-d,) 6: 9,11 (¢, 1H), 8,85 (¢, 1H), 8,46
(c, 1H), 8,15 (c, 1H), 7,96 (1, J= 8,5 ', 1H), 7,32 (x, J- 8,00 Ty, 1H), 7,30 (c,
1H), 4,10-4,16 (m, SH), 4,06 (¢, 2H), 3,53 (1, J= 12,5 T, 2H), 3,12 (1, J= 10,00
I'u, 2H), 2,92 (¢, 3H), 2,33 (n, J= 14,00 'y, 2H), 2,05 (1, J= 14,50 'y, 2H); 1H
He HaOmomanu (OH)

235 MS m/z 384,4 [M+H]"; 'H SIMP (metanon-dy) 8: 9,04 (¢, 1H), 7,95 (¢, 1H), 7,81
(1, J=6,7 T, 1H), 7,09-7,27 (m, 2H), 3,96 (mmp. a1, J-9,8, 6,7 T'y, 1H), 3,76-
3,91 (m, 1H), 3,51-3,71 (m, 2H), 3,35-3,42 (v, 1H), 2,98 (ar, J=12,5, 6,3 'y,
1H), 2,20-2,40 (M, 1H), 1,84-1,98 (M, 1H), 1,14 (1, J=5,8 T'u, 6H); 3Hs ne
HaOmonamu (2NHs u OH)

236 MS m/z 381,5 [M+H]"; 'H SIMP (metanon-dy) &: 8,06 (c, 1H), 7,70 (n, J=8,2
I'u, 1H), 7,38-7,55 (m, 2H), 6,00 (n, /=3,1 'y, 1H), 4,26-4,37 (m, 1H), 4,24 (c,
3H), 4,08-4,19 (m, 1H), 3,74-4,02 (m, 3H), 3,51-3,65 (m, 1H), 2,58-2,74 (m, 1H),
2,34-2,53 (m, 1H), 1,47 (n, J=6,4 T'u, 6H); 2Hs ne nabmonamu (NH u OH)

- 166 -



046152

237

MS m/z 3843 [M+H]"; 'H SIMP (metanon-ds) 6: 8,82 (c, 1H), 7,82 (1, J=7,9
Ty, 1H), 7,59-7,73 (m, 2H), 6,03 (n, J=3,1 T, 1H), 4,25-4,37 (m, 1H), 4,09-
4,19 (M, 1H), 3,85-4,03 (m, 2H), 3,75-3,84 (M, 1H), 3,51-3,65 (m, 1H), 2,58-2,74
(m, 1H), 2,36-2,56 (m, 1H), 1,47 (wup.x, J=5,8 T'y, 6H); 2Hs He Habnomanu
(NH u OH)

260

MS m/z 476,5 [M+H]"; 'H AMP (DMSO-dy) &: 9,51 (wmp.x, J=11,3 Ty, 1H),
9,10 (c, 1H), 8,21-8,31 (m, 1H), 8,15 (wmp.n,J=13,4 Ty, 1H), 8,13 (c, 1H), 8,06
(c, 1H), 7,96 (g, J=8,2 'y, 1H), 7,75 (c, 1H), 7,31-7,36 (M, 2H), 4,71-4,92 (M,
2H), 4,09 (¢, 3H), 1,97-2,06 (m, 1H), 1,92 (wup. g, J=13,3, 4,1 T'y, 1H), 1,58
(¢, 3H), 1,54 (¢, 3H), 1,48 (¢, 3H), 1,47 (¢, 3H), 1H ue nadmomanu (OH)

261

MS m/z 426,5 [M+H]"; 'H AMP (DMSO-dy) 6: 9,75 (mmp.x, J=11,3 T'n, 1H),
9,06 (c, 1H), 8,22 (mup.c, 1H), 8,13 (mnp.x, J=11,6 Ty, 1H), 7,87 (n, J=7,9
T'u, 1H), 7,76 (n, J=2,1 T'w, 1H), 7,45 (1, J=1,5 I'n, 1H), 7,38 (nz, J=8,2, 1,5
I'u, 1H), 6,70 (1, J=2,1 I'n, 1H), 4,68-4,89 (m, 2H), 3,90 (c, 3H), 1,95-2,05 (m,
1H), 1,86-1,94 (m, 1H), 1,58 (¢, 3H), 1,54 (c, 3H), 1,48 (wmwp.c, 3H), 1,47 (c,
3H)

263

MS m/z 366,4 [M+H]"; 'H AMP (metanon-d,) 8: 7,89 (n, J= 2,4 'y, 1H), 7,75
(n, J= 8,2 Ty, 1H), 7,50-7,41 (m, 2H), 6,88 (1, J= 2,4 T'n, 1H), 6,05 (c, 1H),
436 (n,J= 14,5 T, 1H), 4,23 (1, J= 13,7 I'n, 1H), 4,07 (c, 3H), 3,71-3,60 (m,
2H), 3,51-3,38 (m, 2H), 1,50 (m, J= 6,4 'y, 3H), 1,48 (m, J= 6,4 I'u, 3H); 2Hs
He HaOmonamu (NH u OH)

289

MS m/z 381,4 [M+H]"; 'H AAMP (mertanon-d,) &: 7,95 (¢, 1H), 7,76 (n, J=8,2
I'm, 1H), 7,39 (wwup.x, J=8,2 T'n, 1H), 7,35-7,37 (M, 1H), 5,96-6,05 (m, 1H),
426-4,37 (m, 1H), 4,10-4,20 (v, 1H), 3,89-4,05 (m, 2H), 3,75-3,85 (m, 1H),
3,49-3,64 (m, 1H), 2,77 (c, 3H), 2,60-2,72 (m, 1H), 2,38-2,54 (m, 1H), 1,47 (1,
J=6,4, 1,8 I'n, 6H); 2Hs He nadmonamu (NH u OH)

296

MS m/z 352,3 [M+H]"; 'H SIMP (meranon-dy) & : 7,72 (n, J= 2 T'u, 1H), 7,68
(n, J=8Tu, 1H), 7,43 (an, J= 8,5 Ty, 1,5 'y, 1H), 7,41 (¢, 1H), 6,75 (n, J=2
I'o, 1H), 5,99 (¢, 1H), 4,03-4,18 (M, 2H), 4,00 (c, 3H), 3,87-3,95 (m, 2H), 3,81
(v, 1H), 2,85 (¢, 3H), 2,59-2,74 (m, 1H), 2,37-2,53 (m, 1H); 2Hs ne Habmonamm
(NH u OH)

299

MS m/z 393,3 [M+H]"; 'H SIMP (metanon-d,) &: 9,06 (c, 1H), 7,87 (1, J— 8,2
T, 1H), 7,40 (¢, 1H), 7,27 (n, J= 8,1 Ty, 1H), 7,24 (c, 1H), 4,10 (c, 4H), 3,51
(c, 2H), 3,11 (c, 2H), 2,90 (¢, 3H), 2,54 (c, 3H), 2,29 (¢, 2H), 2,09 (c, 2H); 1

OH ne Habmronanu

- 167 -




046152

308 MS m/z 367,3 [M+H]"; 'H AAMP (metanon-d,) &: 8,05 (¢, 1H), 7,78 (z, /=8,2
I'y, 1H), 7,64 (an, J=8,9, 1,5 Ty, 1H), 7,62 (n, J=1,5T, 1H), 7,37 (¢, 1H), 6,01
(n, J=3,1 Ty, 1H), 4,25-4,39 (m, 1H), 4,08-4,20 (m, 1H), 3,74-4,00 (m, 3H),
3,50-3,67 (m, 1H), 2,61-2,75 (m, 1H), 2,35-2,54 (m, 1H), 1,47 (an, J=6,1, 1,8
T'y, 6H); 2Hs ne vabmonanu (NH u OH)

319 MS m/z 458 4 [M+H]"; 'H SAMP (merauon-d,) 6 : 8,07 (¢, 1H), 7,83-7,88 (m,
2H), 7,74 (g, J= 8,5 Ty, 1H), 7,51 (», J= 8,5 'y, 1H), 7,41 (mm, J= 8,51, 1,5
Ty, 1H), 7,38 (¢, 1H), 6,03 (c, 1H), 4,37 (m. 1H), 4,15 (c, 3H), 2,27 (v, 2H),
1,74-1,85 (v, 2H), 1,64 (n, J= 8,5 T'w, 6H), 1,56 (1, J= 6 T'n, 6H); 2Hs ne
HaOmonamu (NH u OH)

330 MS m/z 430,5 [M+H]";, 'H SIMP (metaunon-dy) 6: 8,03 (¢, 1H), 7,77-7,89 (m,
2H), 7,71 (m, /=82 I'u, 1H), 7,47 (n, J=8,2 T'y, 1H), 7,38 (1, /=8,2 I'y, 1H),
7,34 (c, 1H), 5,97-6,05 (m, 1H), 4,22-4,38 (M, 1H), 4,12 (¢, 3H), 3,71-4,03 (M,
4H), 3,50-3,64 (M, 1H), 2,58-2,71 (m, 1H), 2,35-2,54 (m, 1H), 1,46 (n, J=5,8
I'u, 6H); 2Hs He Habmonanu (NH u OH)

350 MS m/z 353,5 [M+H]"; 'H SIMP (DMSO- d) 6 : 9,05 (c, 1H), 7,91 (1, J= 8 T,
1H), 7,56 (c, 1H), 7,29 (nx, J= 8 Ty, 1,5 T, 1H), 7,27 (c, 1H), 3,93 (m, 2H),
3,75-3,90 (v, 2H), 3,71 (m, 1H), 2,67 (c, 3H), 2,40-2,48 (m, 1H), 2,27 (m, 1H);

2Hs ne Habmonamu (NH u OH); ¥ ofuH METHIOBBIH CHHIJIET 3aKPBIT MTHKOM
DMSO)

358 MS m/z 339,4 [M+H]";, 'H AMP (metanon-d,) 6 : 8,05 (¢, 1H), 7,77 (n, J= 8
T'w, 1H), 7,60-7,67 (m, 2H), 7,37 (c, 1H), 6,00 (c, 1H), 4,03-4,11 (m, 2H), 3,85-
3,97 (m, 2H), 3,71-3,82 (m, 1H), 2,83 (c, 3H), 2,58-2,70 (m, 1H), 2,35-2,45 (v,
1H); 2Hs ne Hadmonanmu (NH u OH)

ITpumep 8. [Momydenne coequueHus 73
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Cramus 1. K cycnensum 6-[4-x10p-2-(MeTokcumerokcn)denun]-3-metmncynbpanni-1,2,4-TpuazuHa
(350 mr, 1,18 mMmous) nobasisumu 4,4,5,5-terpameTtun-2-(4,4,5,5-tetpameri-1,3,2-nquokcadoponan-2-nn)-1,3,2-
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nmuokcabopoan (750 mr, 2,9 mmons), KOAc (575 mr, 5,86 mmons), X Phos Pd G4 (175 wr, 0,20 mmoinb) B 6e3-
BOJHOM JrOKcaHe (5 mir), cMech 6apOoTHpOoBany apronoM B Teuenue 10 MuH, 3aTem HarpeBanu 10 90°C B aTMo-
chepe aproHa B TeueHHE 2 Y, MOCIEC JTOTO HAONIOJANN TIOJNHYK KOHBEPCHIO B 6-(2-(METOKCUMETOKCH)-4-
(4,4,5,5-rerpamernin-1,3,2-muokcabopoian-2-un)pennn)-3-(MeTuitno)- 1,2, 4-tpuasud.  PeakioHHyro  cMmech
3aTeM OXJIaXKJAIH IO KOMHATHOW TeMIepaTyphl M HCIIOIB30BAIN HETIOCPEACTBEHHO Ha clieaylomel ctanaun. MS
m/z 390,4 [M+H]".

Cramus 2. K cmecu co cramuu 1 go6asmsum BomH. K,CO; (350 wmr, 2,5 mmonb), 4-Opom-3-¢pTop-1-
TeTparuaponupan-2-mwi-nmupazon (200 mr, 0,80 mmois), X Phos Pd G4 (75 wmr, 0,084 MmMoins) 1 Boay (1 mu).
PeakimonHy1o cMech Jiera3upoBaiy 0apOOTHPOBaHHEM aprOHOM B T€UEHHE 5 MHH M 3aTeM HarpeBaiu 10 90°C B
TedeHue 12 4. PeakiimoHHYI0 cMeCh OXJIKIAIH 0 KOMHATHOH TeMIiepaTyphl, pa30aBisiid BOJON U SKCTParupo-
Banu npu nomoru EtOAc. OObeqrHEeHHbIE OpTaHndYecKre clion cymmin Hax MgSO, 1 3ateM GUIBTPOBAIN U
KOHIEHTPUPOBAJIH TPH HMOHMKEHHOM naBiieHnH. OCTaTOK OYMIIAaIM KOJOHOYHOW XpomaTorpaduei, moupys
cmeceto  EtOAc/rekcan (0-50%), ¢ momydenuem 6-[4-(3-¢Top-1-TeTparnaponupan-2-mi-nupazon-4-mi)-2-
(MeTokcumeTokcH)henni|-3-MeTmwicynbdanmi-1,2,4-rpuazuna (140 mr, 40% BBIXOI) B BHJE XKEITOTO Macia.
MS nv/z 432,4 [M+H]".

Cramust 3. K mnepememmBaemomy pactBopy 6-[4-(3-¢Top-1-TeTparuaponrpan-2-mi-nupaszon-4-mui)-2-
(MeTokcuMeTokcH)heHn|-3-MeTmwicynbdanui-1,2,4-rpuasuna (140 mr, 0,32 mmoins) B CH,Cl, (5 M) mobasis-
1 mCPBA (120 mr, 0,70 MMOJIb) B PEAKIIMOHHYIO CMECh OCTABIISITH JIJISl TIEPEMEITUBaHMUS TTPY KOMHATHOM TeM-
neparype B TedueHue 14. CMech 3aTeM raciiid HachIeHHBIM BOTHBIM pacTBopoM NaHCO;. Opranndeckuit cioi
cymian Hag MgSO4 u kKoHIeHTpUpoBamu. OCTaTOK OYMIIAIN KOJOHOYHOW XpoMartorpadueil Ha CHIMKarele,
amonpys cmecsio EtOAc/rexcan (0-100% EtOAc), ¢ momyuenuem 6-[4-(3-¢rop-1-Terparunponmpan-2-mui-
Upa3oi-4-mn)-2-(MeTokCuMeToKCcH ) heHm |-3-MeTmicynsponmi- 1,2, 4-rpuazuna (95 mr, 63% BBIXOA) B BUIE
EJITOr0 TBEPAOTO BemecTBa. MS m/z 464,5 [M+H]".

Cramust 4. Cmecp 6-[4-(3-drop-1-TeTparuaponupan-2-ui-nupazoin-4-mi)-2-(MeTOKCUMETOKCH ) peHMIT |-3-
MeTricynbhonmi- 1,2 4-tpuasuna (25 mr, 0,054 mmoins), 2,2,6,6-reTpamerwnunepuana-4-amuaa (17 mr, 0,11
mMmoutb) 1 DIPEA (30 Mk, 0,168 mMoib) B 6e3BogHOM DMF HarpeBamm o 50°C B Teuenue 1 4. CBOXX ana-
JM3 TI0Ka3ajl MOJIHYI0 KOHBEPCHIO. PacTBOpHTENb yIaisumd, MpoayBas MOTOKOM BO3IyXa, M OCTATOK OYMILNAIIN
KOJIOHOYHOM XpoMaTorpadueii Ha crukarenie, aaonpys cmecbio MeOH/CH,Cl, (0-30% MeOH), ¢ momy4yenu-
eM 6-[4-(3-drop-1-Terparnaponupan-2-uia-nupaszon-4-mi)-2-(MeTokcumeTokc ) pernn]-N-(2,2,6,6-TeTpameThI-
4-unepuun)-1,2,4-tpuasun-3-amuna (20 Mr, 69% BeIXox). MS m/z 540,7 [M+H]".

Cramqus 5. 6-[4-(3-DTop-1-TeTparumponupan-2-mwi-mupaszon-4-mi)-2-(MeTOKCUMETOKCH ) peHr |-N-
(2,2,6,6-teTpamermin-4-munepunun)-1,2,4-rpuazun-3-amua (20 mr, 0,037 Mmob) pactopsiii B MeOH (1 mun) u
3arem nobasisuu HCI (4 monw/n) B 1,4-nuokcane (1,0 mut, 4 Mmors). Peakimonnyto cmeck HarpeBamu 10 5S0°C B
TedeHue 2 4. PacTBOpUTEIH yAaIsUTH M OCTATOK OYHMIAIN KOJIOHOYHOM XpoMmarorpadueil Ha CHIMKareie, 3IIou-
pys cmecsio MeOH/CH,Cl, (0-30% MeOH), ¢ momyuenuem 5-(3-¢prop-1H-mmpazon-4-nm)-2-[3-[(2,2,6,6-
TeTpameTniI-4-nunepuani)amMuHo |- 1,2, 4-tpuazun-6-mi|perona (12 mr, 77% BBIX0I) B BUAE JKEITOTO TBEPIAOTO
BEIIIECTBA.

MS m/z 412,5 [M+H]"; 'H SIMP (meranon-d,) 8: 9,05 (c, 1H), 7,97 (1, J=2,0 T'u, 1H), 7,83 (1, J=9,0 I',
1H), 7,20-7,22 (m, 2H), 4,54-4,58 (m, 1H), 2,30 (mzg, J=13,5, 3,5 I'y, 2H), 1,62-1,64 (M, 2H), 1,61 (c, 6H), 1,49
(c, 6H); 4Hs ne nadbmonanu (3NHs 1 OH).
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C HCMoNb30BaHUEM TMPOLEAYPhl, OMUCAHHON AJIsl IpUMepa 8, MOXKHO MOJIYYUTh JOTOTHUTEIbHBIE COeIU-
HEHUSI, ONIMCAHHbIE B HACTOSALIEH 3asiBKE, UCIOJIb3Ys MOIXO/AIIee UCXOAHOE BEIECTBO, OIXOASIINE PeareHThI
1 peaKIMOHHBIC YCIIOBUS, C ITOJYICHHEM COCTMHEHUH, TAKMX KaK COSTMHEHNs, BRIOPAHHBIE 13!
Coen. Jannbie

149 MS m/z 396,4 [M+H]"; '"H IMP (DMSO-d) &: 9,00 (¢, 1H), 7,81 (n, /=1,8 T'ny,
1H), 7,76 (1, J=8,2 Ty, 1H), 7,15-7,23 (v, 2H), 4,06 (c, 4H), 2,84-3,25 (v, 4H),
2,74 (mmp.c, 3H), 2,15 (mmp.c, 4H); 2Hs He Habmoxamu (NH u OH)

150 MS m/z 382,4 [M+H]"; '"H SIMP (1:1 xnopodopm-d : meranon-dy) 6: 8,90 (c, 1H),
7,74 (n, J=1,8 T, 1H), 7,68 (x, J=7,9 Ty, 1H), 7,08-7,13 (v, 2H), 4,31 (ar,
J=14,0,4,9Ty, 1H), 4,12 (an, J=14,3, 6,1 T's, 1H), 3,84-3,93 (M, 2H), 3,52 (max,
J=13,7, 9,8, 3,7 I', 1H), 3,39 (mks., J=11,9, 4,7 T', 1H), 3,26-3,33 (m, 1H),
2,57-2,68 (m, 1H), 2,06-2,19 (m, 2H), 1,78-1,92 (m, 2H); 3Hs e nabmonanu
(2NHs u OH)

151 MS m/z 382,4 [M+H]*; 'H SIMP (1:1 xnopodopm-d : meranoin-ds) 6: 7,85 (x,
J=1,8T1, 1H), 7,50 (n, /=8,9 I'y, 1H), 7,16-7,21 (M, 2H), 5,84 (¢, 1H), 4,10-4,27
(m, 4H), 3,20-3,29 (m, 4H), 2,20 (mup.c, 4H); 3Hs ne Habmonamu (2NHs u OH)
153 MS m/z 396,3 [M+H]"; ! 'H AMP (DMSO-dy) &: 12,63-12,73 (M, 2H), 11,04-
11,30 (M, 4H), 9,03-9,08 (m, 1H), 8,22 (uwmp.c, 1H), 7,88 (wup.x, J= 7,9 'y, 1H),
7,21 (wup.c, 2H), 4,62-4,71 (M, 1H), 4,48-4,56 (m, 1H), 4,19-4,30 (M, 1H), 3,35-
3,43 (v, 1H), 3,18 (c, 3H), 3,07-3,13 (v, 1H), 2,89 (wmp.n, J- 4,6 Ty, 2H), 2,74-
2,81 (m, 1H), 2,18-2,28 (m, 1H), 2,08-2,16 (M, 1H), 1,98-2,07 (M, 1H), 1,63-1,72
(M, 1H); 2H He nabmoganu (1 NH 1 OH).

174 MS m/z398,3 [M+H]*; 'H AMP (DMSO-dy) &: 12,66 (uup.c, 1H), 11,31 (wwup.c,
1H), 9,04 (c, 1H), 8,21 (¢, 1H), 7,86 (n, J= 8,5 I'y, 1H), 7,19-7,16 (M, 2H), 3,96-
3,82 (m, 1H), 3,79-3,68 (m, 1H), 3,66-3,58 (M, 1H), 3,56-3,46 (M, 1H), 3,23-3,20
(m, 1H), 2,25-2,18 (v, 1H), 1,87-1,79 (m, 1H), 1,12 (c, 9H); ); 1H e nabmonanu
(NH unu OH)

175 MS m/z 394,3 [M+H]"; 'H SIMP (DMSO-d,) &: 11,19 (mup.c, 1H), 9,03 (c, 1H),
7,86 (1, J= 8,0 ', 1H), 7,74 (c, 1H), 7,41 (c, 1H), 7,36 (1, J= 8,0 Ty, 1H), 6,69
(c, 1H), 3,90 (c, 3H), 3,79-3,65 (m, 2H), 3,59-3,45 (M, 2H), 3,23-3,08 (m, 1H),
2,23-2,13 (M, 1H), 1,83-1,70 (m, 1H), 1,09 (c, 9H); 1H ne nabnroganu (NH nnu
OH)

189 MS m/z 430,5 [M+H]"; 'H AMP (metanon-dy) 8: 9,10 (¢, 1H), 7,98 (c, 1H), 7,86
(n, J=8,5 Ty, 1H), 7,20-7,27 (m, 2H), 4,53-4,67 (m, 1H), 2,01-2,26 (M, 3H), 1,68
(c, 3H), 1,65 (¢, 3H), 1,59 (¢, 3H), 1,56 (c, 3H); 4H ue Habmonamu (3NHs u OH)
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247

MS m/z 413,5 [M+H]*; 'H AMP (DMSO-dj) &: 9,75 (wwup.x, J=12,2 T, 1H),
9,07 (¢, 1H), 8,38 (wwup.c, 1H), 8,27 (wup.c, 1H), 8,14 (wup.n, J=12,2 T'u, 1H),
7,94 (n, J=8,2 'y, 1H), 7,53 (¢, 1H), 7,46 (wup.x, J=7,9 I'y, 1H), 4,77 (wmp.c,
2H), 1,96-2,05 (m, 1H), 1,87-1,95 (m, 1H), 1,58 (¢, 3H), 1,54 (¢, 3H), 1,48 (mmp.x,
J=6,4 T, 6H); 1H He Habmonamu (NH wiun OH)

248

MS m/z 463,5 [MH+H]"; 'H SIMP (DMSO-dy) &: 11,24 (mmp.c, 1H), 9,28 (c, 1H),
9,19 (¢, 1H), 9,07 (¢, 1H), 8,16 (¢, 1H), 8,00 (n, J=8,5 ', 1H), 7,87 (¢, 1H), 7,74
(c, 1H), 7,62 (muup.n, J/=8,2 'y, 1H), 4,41-4,73 (m, 2H), 1,57-1,79 (m, 2H), 1,06-
1,37 (m, 12H); 2Hs He zHabmonanu (NH 1 OH)

249

MS m/z 463,5 [M+H]*"; 'H AMP (DMSO-dj) §: 11,28 (mmp.c, 1H), 9,91-10,07
(M, 1H), 9,09 (c, 1H), 8,69 (¢, 1H), 8,52 (wup.n, J=9,5 I'n, 1H), 8,28 (ump.c,
1H), 8,25 (wmp.x, J=9,8 T, 1H), 8,13 (wmp.n, J—13,1 'y, 1H), 8,08 (1, J=8,2
T, 1H), 7,80 (c, 1H), 7,74 (unp.x, J-8,2 Ty, 1H), 4,75-4,89 (v, 2H), 1,98-2,06
(M, 1H), 1,87-1,94 (m, 1H), 1,59 (¢, 3H), 1,56 (c, 3H), 1,49 (wup.c, 3H), 1,48
(ump.c, 3H)

256

MS m/z 429,4 [M+H]"; 'H SIMP (metanon-dy) 8: 9,14 (c, 1H), 8,40 (c, 1H), 8,29
(m, J= 8,50 I'u, 1H), 8,11 (m, J= 10,00 ', 1H), 8,05 (c, 1H), 8,03 (c, 1H), 7,73
(n, J= 8,50 I'uy, 1H), 7,73 (», J= 12,50 T'y, 1H), 4,17 (c, 2H), 4,07 (¢, 2H), 3,54
(n, J- 14,50 Ty, 2H), 3,12 (r, J= 10,0 T'w, 2H), 2,91 (c, 3H), 2,32 (1, J= 14,50
I'u, 2H), 2,06 (1, J= 15,00 I'y, 2H); 1H ne HaOmogamu (OH)

257

MS m/z 429,4 [M+H]"; 'H SIMP (metanon-dy) 8: 9,42 (¢, 1H), 9,38 (c, 1H), 8,37
(c, 1H), 8,23 (c, 1H), 7,80-7,75 (m, 2H), 7,74-7,70 (m, 1H), 6,00 (c, 1H), 4,26 (c,
2H), 4,15 (c, 2H), 3,48 (1, J= 7,00 I'y, 2H), 3,12 (t, J= 13,00 I'y, 2H), 2,91 (c,
3H), 2,38 (m, J= 16,00 ', 2H), 2,11 (1, J= 14,00 'y, 2H); 1H ne nabmromanu
(OH)

272

MS m/z 396,4 [M+H]"; 'H AMP (metanon-dy) §: 9,10 (¢, 1H), 8,78 (¢, 1H), 8,01
(n, J= 8,09 I'u, 1H), 7,76-7,61 (m, 2H), 4,17 (c, 2H), 4,07 (¢, 2H), 3,51 (», J=
12,13 Ty, 2H), 3,11 (1, J= 12,50 T, 2H), 2,91 (c, 3H), 2,32 (m, J= 14,50 T'n, 2H),
2,06 (1, J= 15,00 ', 2H); 1H ne nabmoganu (NH umu OH)

378

MS m/z 398,5 [M+H]"; 'H SIMP (metanon-ds) 6: 9,07 (c, 1H), 7,96 (c, 1H), 7,82
(o, J=8,5Tu, 1H), 7,19 (n, J= 8,5 'y, 1H), 7,18 (¢, 1H), 4,08 (an, J=11,5,7,5
Ty, 1H), 3,91-3,37 (m, 2H), 3,66-3,61 (m, 1H), 3,51-3,47 (m, 1H), 2,49-2,44 (m,
1H), 2,10-2,03 (M, 1H), 1,32 (c, 9H); 3Hs ne HaOmonanu (2NHs u OH)

379

MS m/z 398,5 [M+H]"; 'H SIMP (metanon-dy) &: 9,07 (¢, 1H), 7,96 (c, 1H), 7,82
(n, J=8,5 Ty, 1H), 7,19 (n, J= 8,5 T', 1H), 7,18 (c, 1H), 4,08 (nx, J= 11,5, 7,5
I'u, 1H), 3,91-3,37 (m, 2H), 3,66-3,61 (M, 1H), 3,51-3,47 (m, 1H), 2,49-2,44 (m,
1H), 2,10-2,03 (m, 1H), 1,32 (c, 9H); 3Hs He Habnromanu (2NHs u OH)

385

MS m/z 403,6 [M+H]"; 'H SIMP (meranon-dy) &: 9,21 (¢, 1H), 8,57 (¢, 1H), 8,50
(n, J=9,8Tw, 1H), 8,44-8,38 (M, 1H), 8,25 (c, 1H), 8,14-8,07 (m, 1H), 7,83-7,73
(m, 2H), 5,18-5,04 (m, 2H), 3,59-3,44 (m, 2H), 3,18-3,02 (m, 2H), 1,47 (n, J= 6,4
I'i, 6H); 2Hs He Habmonanu (NH u OH)
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IIpumep 9. Iomydyenune coennnenus 380
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Cranus 1. Cmech Tpet-0yTnn N-[1-[6-[2-(MeTokcnmeToken)-4-(4,4,5,5-rerpameTni-1,3,2-anokcabopoiaH-
2-un)pennn]-1,2,4-rpuazun-3-wi|nupposuan-3-mwi|-N-Metunkapbamara (425 mr, 0,63 mMmons), 4,6-muxmop-
nmupumuarHa (450 mr, 3,02 mmons), Pd(dppf)Cl,-CH,Cl, (50 mr, 0,06 mmons), 1,4-muokcana (3 MiT) ¥ BOJHOTO
pactBopa K,CO; (2 M, 1,5 M, 3,0 MMoITb) TIpoyBaiiu aproHoM B TedeHre 10 MuH. PeakImmoHHYIO cCMeCh 3aTeM
HarpeBany ipu 90°C B teuenue 16 4. Peakiponnyro cMech pacnpenessuin mexay Bogoit 1 CH,Cl,. Oprannye-
ckmii cioit cymmm Hag MgSO,, GuabTpoBanu U KOHICHTPUPOBAIHU B BakyyMe. OuncTka XxpomaTtorpaduei Ha
cunukarene ¢ ucnoip3oBanmeM MeOH/CH,Cl, (0 mo 5% MeOH) nasama Ttper-Oytum N-[1-[6-[4-(6-
XJIOPIHPUMUANH-4-111)-2-(MeToKcuMeToOKCcH ) pern |- 1,2 ,4-TpuasuH-3-mi | muppouaunH-3-wmi |-N-MeTuikap oamaT
(318 mr, 86% BBIXOX) B BUIE OPAaH)KEBOTO Macia.

'H SIMP (aneron-de) 8: 9,08 (c, 1H), 8,84 (c, 1H), 8,23 (c, 2H), 8,04-8,11 (M, 2H), 5,49 (c, 2H), 4,94 (M,
1H), 3,80-4,10 (m, 2H), 3,55-3,75 (m, 2H), 3,51 (c, 3H), 2,91 (¢, 3H), 2,27 (m, 2H), 1,50 (c, 9H).

Cranmus 2. tper-bytun N-[1-[6-[4-(6-xmopnupumMunun-4-mi)-2-(MeTokcumeToken)pennn|-1,2,4-tpua3un-
3-un]nupponuann-3-min)-N-metninkapbamar (40 mr, 0,068 mmons) n mertmnamud (33% B EtOH) (0,5 wmu,
6 MMOJIB) NepeMenInBaIN [IPY KOMHATHOHM TemriepaType B TedeHue 1 4. JleTyune BeliecTBa yOaasuld MOTOKOM
azora. OcTaToK OYMIAIM XpoMmarorpadueil Ha cuiankarese, simounpys cMecbio MeOH/CH,Cl, (0 mo 5% MeOH),
¢ nosydenueMm Tper-Oytun N-[1-[6-[2-(MeTokcumeTokcn)-4-[6-(MeTuIaMUHO )TupuMHUIUH-4-1i | penn]-1,2,4-
TpHa3uH-3-wi | mupponuanH-3-mwi]-N-metunkapbamata (32 mr, 90% BbIX0a) B BUIE HE COBCEM OEIIOT0 TBEPIOTO
BEIIIECTBA.

'H SIMP (metanon-d,) 8: 8,86 (c, 1H), 8,51 (c, 1H), 7,90 (m, 2H), 7,71 (1, J=7,5 ['n, 1H), 6,94 (c, 1H), 5,39
(c, 2H), 4,87 (c, 1H), 3,90-4,00 (M, 2H), 3,55-3,70 (M, 2H), 3,48 (c, 3H), 3,00 (c, 3H), 2,90 (c, 3H), 2,29 (M, 2H),
1,52 (c, 9H).

Cramuss 3. K pactBopy Ttper-OyTiin N-[1-[6-[2-(MeTOKCUMETOKCH)-4-[6-(METHIAMUHO ) TUPUMHINH-4 -
nn|dennn]-1,2,4-rpuazun-3-wi |nupponauana-3-ui |-N-metmikap6amata (30 mr, 0,057 mmoins) B MeOH (0,4 mur)
nob6asismn 4 N HCl1 B guokcane (0,4 mi, 1,6 Mmois). PeaknmoHHYIO cMech NepeMeIInBaJId IPH KOMHATHOMN
TemriepaTtype B TeueHue 1 4. PacTBopurenu 3aTeM yaansuiM IMOTOKOM a3oTta. [IpoaykT pacTBOPSIIM B HAaCHIIICH-
HoM BonmH. NaHCO; u cBOoOOIHOE ocHOBaHue skcTparuposanu mpu momoinu CH,Cl,. Opranudeckuii cioit cy-
i Hag MgSO,, GUIBTPOBAIM M KOHIEHTPUPOBAJIM B BaKyyMe. YKa3aHHBIH B 3arojioBKe HPOIYKT, S5-[6-
(MeTmITaMuHO ) TUpUMHTUH-4-11|-2-[ 3-[ 3-(MeTmIaMuHO JiupponuanH- 1 -mi |- 1,2 ,4-tpua3un-6-mi|peron (15 wr,
69% BBIXOJT), TOTyYaIN B BUJIE KEJITOTO TBEPJOrO BEIECTBA.

MS m/z 379,3 [M+H]"; '"H SIMP (DMSO-dq) &: 9,03 (c, 1H), 8,51 (c, 1H), 7,94 (x, J=8 T'u, 1H), 7,50-7,80
(M, 2H), 7,40 (mmp.c, 1H), 6,92 (¢, 1H), 3,55-3,80 (M, 3H), 3,44 (m, 1H), 3,30 (m, 1H), 2,87 (¢, 3H), 2,31 (¢, 3H),
2,11 (m, 1H), 1,89 (M, 1H); 2Hs He nabmromganu (NH u OH).
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C HCnoNb30BaHUEM TMPOLEAYPhl, OMUCAHHON AJIsl IpUMepa 9, MOXKHO MOJIYYUTh JOTOTHUTEIbHBIE COeIU-
HEHUSI, ONIMCAHHbIE B HACTOSALIEH 3asiBKE, UCIOJIb3Ys MOIXO/AIIee UCXOAHOE BEIECTBO, OIXOASIINE PeareHThI
1 peaKIMOHHBIC YCIIOBUS, C ITOJYICHUEM COCTMHEHUH, TAKMX KaK COSTMHEHNs, BRIOPAHHbIE U3:
Coen. JaHnbie

33 MS m/z 437,6 [M+H]"; 'H SAMP (meranon-dy) &: 9,13-9,28 (m, 2H), 8,10-8,23
(M, 1H), 7,38-7,61 (m, 2H), 5,33-5,52 (m, 1H), 3,26 (c, 3H), 2,04-2,14 (m, 2H),
2,00 (mn, J=13,1, 2,4 'y, 2H), 1,66 (¢, 6H), 1,58 (c, 6H); 3Hs ne Habmronamm
(NH u 2 OHs)

364 MS m/z 396,3 [M+H]*; 'H SIMP (DMSO-d;) &: 9,10 (c, 1H), 9,01 (c, 1H), 7,95-
8,03 (M, 2H), 7,88 (¢, 1H), 7,80 (n, /= 8 ', 1H), 3,80-4,00 (m, 4H), 3,63-3,76
(M, 1H), 2,66 (c, 3H), 2,62 (c, 3H), 2,40-2,48 (m, 1H), 2,30 (M, 1H); 2Hs He
HaOmonanu (NH u OH)

IIpumep 10. ITonyuenue coequnenus 396
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Cramus 1. K mepememmBaeMoMy pacTBopy 4-0pomM-2-mMeTokcnOenzomnxiaopuna (2,53 r, 10,1 MMoinn) B
6e3BogHOM muxyiopMerane (80 mur) moOaBIsIM ATHI 2-aMHHOAIEeTaT Tuapoxiopun (2,12 r, 15,2 mmoins) u EN
(4,28 ™, 30,4 mmons). [locme mepememmuBanmsi B TedeHHe | 94 cMech pa30aBIsUTHM HACBHINEHHBIM PacTBOPOM
NaHCO; u BOIHBIN CIIOH 3KCTparupoBaM JBa pa3a auxjopMeTaHoM. OObeIMHEHHbIE OPTAHNIECKUE CIION CY-
iy Hag Na,SO,4 1 yrapuBaiy 10Cyxa B BaKyyMe C IT0JTydeHueM 3T (4-0poM-2-MeTOKCHOEH30MIT) IIINIIHATA
(3,2r, 99% BBIX01), KOTOPHIH UCTIONH30BAIN O€3 JOMOTHUTEIBbHOM ounucTkr. MS m/z 316,0, 318,0 [M+H]".

Cramus 2. K mnepememmBaemoMmy pactBopy oSTwil (4-Opom-2-metokcubenzomwm)rmnuHara (3,2 T,
10,0 mmonb) B Ge3BogHOM Tomyose (150 mur) mobasisum nenracynspun gocdopa (2,5 r, 11,0 Mmmoinb) u cMech
HarpeBaiu 10 120°C B teuenne 1 4. CMech GMIBTPOBAIH, YIIAPUBAIH JOCYXa M OYHIIAINA XpoMarorpadpueit Ha
cunukarene, moupys ¢ rpagueHtoM EtOAc/rekcan (0-100% EtOAc), ¢ momydyenmeM 3T 2-[(4-Opom-2-
MeTokcuOen3onkapboTronn)amuHo Janerara (1,38r, 41% Beixox). MS m/z 331,3, 333,3 [M+H]".

Cramus 3. K pactBopy oatun  2-[(4-OpoM-2-MeTokcuOeH30IKapOoTHOMT)aMuHo Jaterata (1,38 T,
4,2 mModb) B atanone (10 mi) gobasmsiin ruapasuH (1,02 1, 31,4 Mmons). CMecs HarpeBamm 10 90°C B TeueHue
5 4, moka CBDXX aHanu3 He MOKa3aJ, 4TO UCXOJHOE BEIIECTBO MOJHOCTHIO M3PACXOI0BAHO, U JTaBaJld OXJia-
IUTHCS 10 KOMHATHOHM TemImepaTypbl. KOHIIeHTprpOoBaHHEe B BaKyyMe aBajoO KEJITOE TBEPIOE BEIIECTBO, KOTO-
poe oummany xpomarorpadueil Ha cunukarene, amoupys ¢ rpaguearom MeOH/CH,Cl, (0-10% MeOH), ¢ mo-
nydeHneM 3-(4-0pom-2-meroxcudenun)-4,5-murunpo-1H-1,2,4-tpuasun-6-ona (560 mr, 47%) B BUIE HE COBCEM
Genoro TBepaoro BemecTa. MS m/z 284,0, 286,0 [M+H]".
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Cranus 4. 3-(4-bpom-2-metokcudenun)-4,5-muruapo-1H-1,2,4-tpuaznn-6-on (1,0 T, 3,5 MmMois) pacTBo-
psima B POCl; (10 mu1, 108 mmons) u HarpeBanmu 10 85°C B Teuenue 16 4. CMecH AaBayid OXJIAIUTHCS 10 KOM-
HATHOM TeMITEpaTyphl M YIapUBaIH TocyXa B BakyyMme. OcTaTok pacTBOpsun B auokcane (20 mi1) U go0aBIsuim
nmuokcua Mapranna (3,5 r, 40 mmons). Cmech nepemermuBany mpu 90°C B Teuenne 36 4. [Tocie GumbTpoBaHus
Yyepe3 LENUT U MPOMBIBKH TOPSYNM THOKCAHOM OOBCIMHCHHBIC OpraHmYeckue (a3bl ymapuBaid JOCyXa B Ba-
KyymMe. HeouummeHHBIII OCTaTOK OYMINANM Xpomarorpaduell Ha CHIMKareie, HIIOUPYS C TPagHEeHTOM
MeOH/CH,Cl, (0-10% MeOH), ¢ momyuenuem 3-(4-6pom-2-meTokcudenmn)-6-xmop-1,2,4-rpuazuna (420 mr,
40% BBIXOJT) B BUJIE KeJITOBATO-KOPUYHEBOTO TBEPIOTO BemecTsa. MS m/z 299.9, 301,9 [M+H]".

Cramus 5. 3-(4-bpom-2-merokcudennn)-6-xmop-1,2,4-rpuazun (1,0 t, 3,3 mmons) pactBopsuin B CH,Cl,
(10 M) m oxnmaxknanu 1o -50°C. MemnenHo no6aensua Tpubdpomun 6opa (5,0 mir, 5,0 MMOJIB) U pEaKIIHOHHYIO
cMech nepeMenmBany B TeueHue 5 4 npu -50°C. [Nocne 3aBeprienns (kak nokasan ananns XKXMC) peakiuro
TaCWJIM BOJIOM W HACHIIICHHBIM pacTBOpOM OumkapOoHaTta HaTpus (KoHeuHbI pH 7-8) W skcTparupoBaim mpu
nomortu CH,Cl, tpu pa3a. O0beIMHEHHBIE OpraHUYecKHue CiIou cymmin Hax Na,SO,, KOHIICHTPUpPOBAIN B Ba-
KyyMe M OYHINAIHA KOJOHOYHOHN XpomMarorpadueil Ha cuimukarene, simoupys ¢ rpagueHToM EtOAc/rexcan (10-
80% EtOAc), ¢ noxyuenuem 5-6pom-2-(6-xiop-1,2,4-rpuaszun-3-un)denona (650 mr, 68% BbIX0x) B BHIE KO-
pUYHEBATOTO TBEpAOTO BemlecTBa. MS m/z 285,8, 287,9 [M+H]".

Cranus 6. PactBop 5-6pom-2-(6-xiop-1,2,4-tpuasun-3-mwi)penona (0,65 r, 2,3 mmoins) B 6e3Bognom THF
(5 M) oxmaxmamm 1o 0°C. Hob6asmsum runpun Hatpust (0,12 1, 3,0 mmons, 60 mac.%, B MEHEpaIbHOM Macie) U
cMech nepememmmBany B Teuenue 1,5 1 npu 0°C. Jlo6asmsuin 6pom(metokcu)meran (0,37 T, 3,0 MMoIIb) 1 peak-
IIMOHHYIO CMeCh mepeMenmBany emie B Teuenne 3 9 npu 0°C. Peaknuto racwmm Bogoit (10 mur) 1 akcTparupoa-
mm nipu iomoinu EtOAc Tpu paza. OObeqMHEHHBIE OpraHUYecKue ciiou cymmin Haj Na,SOy4, KOHIEHTpHPOBaU
B BaKyyMe W OYMINAIHA KOJIOHOYHOHM Xpomartorpadueil Ha CHIIHKareie, doupys ¢ rpagueHToM EtOAc/rekcan
(10-80% EtOAc), ¢ momyuenueM 3-[4-6pom-2-(MeTokcuMeTOKCH )(heHn|-6-xmop-1,2,4-tpuasuna (430 mr, 57%
BEIXOZ). MS m/z 329,9, 331,9 [M+H]"; 'H aMmP (metanon-d,) o: 8,95 (c, 1H), 7,70 (m, J=8,2 T'n, 1H), 7,55 (c,
1H), 7,37 (n, J=1,9 T'u, 1H), 4,87 (c, 2H), 3,33 (c, 3H).

Cramus 7. K pactBopy 3-[4-Opom-2-(MeTokcmMeTOKcH)peHmI |-6-xmop-1,2,4-Tpuazuna (500 wr,
1,51 MmMoup) u 2,2,6,6-TeTpameTinnunepunui-4-amuda (285 mr, 1,82 mmons) B 6e3BogaoM DMSO (5 M) mo-
6asismn DIPEA (0,67 mi, 3,8 mMonb). Cmech HarpeBanu npu 100°C B teuenne 16 4. XKXMC ananu3 mokasan
MOJTHYT0 KOHBepcuio. Peakruto racunu Boxoi (100 M) u skerparuposanu npu momonti EtOAc mate pa3. O0be-
TUHEHHBIE OpTaHWYECKHe oW cymmmn Hag Na,SO4, KOHIEHTPHPOBAIM B BaKyyMe W OYHIIAIH KOJTOHOYHOW
xpomarorpadueii Ha cunukarene, amonpys ¢ rpaguearom MeOH/CH,Cl, (0-20% MeOH), ¢ moryuennem 3-(4-
Opom-2-(MeTokcuMeTokcH )peHmn)-N-(2,2,6,6-reTpameTninunepuana-4-un)-1,2,4-rpua3zun-6-amuaa (340  wr,
50% BBIXOM) B BHJIE CEPOBATOrO TBEPAOTo BemiectBa. MS m/z 4499, 451,9 [M+H]"; 'H aMP (meranon-d,) 6:
8,19 (c, 1H), 7,52 (ump.x, J=7,9 I'n, 1H), 7,48 (¢, 1H), 7,30 (m, J=8,2 T'm, 1H), 5,21 (c, 2H), 4,41-4,60 (M, 1H),
3,45 (c, 3H), 2,10 (mmp.x, J=11,9 T'n, 2H), 1,37 (¢, 6H), 1,24 (c, 6H), 1,18-1,23 (M, 2H), 2 Hs ne nHabmomam
(NHs).

Cramms 8. B cyxolfi cocyn ¢ 3aBUHYMBAIONICHCS  KPBIIKOW  moOaBistmn  3-[4-Opom-2-
(Metokcumertokcn)penmi]-N-(2,2,6,6-reTpametin-4-nunepuain)-1,2 4-rpuasun-6-amun (67 mr, 0,15 MMoib),
(1-terparunpomnupan-2-ui-4-(4,4,5,5-retpamernn-1,3,2-nnokcaboponan-2-mn)nupazon (50 wmr, 0,18 mMmoms),
K,CO; (62 wmr, 0,45 mmons) u PddppfCl, (11 mr, 0,015Mmoins). Cmech nera3upoBajii aproHOM B TEUCHHE
10 MuH 1 3aTeM m00aBIsIIH AUMOKcaH (2 M) u Boay (0,5 mMi1) 1 peakiimoHHyI0 cMech HarpeBainu nipu 90°C B Te-
yeHne 16 9 (B TeUeHHE HOYM). PeakIMOHHYIO CMeCh OXJIAKIAU J0 KOMHATHOU TEMIIEPATyphl, PacIpeIeIisiIn
Mexay EtOAc u Bojol n opranndeckyio ¢azy cymmmm Haa Na,SO4 1 KOHIICHTpUpoBanu. HeouuneHHbIi mpo-
IYKT OYWINAIH KOJIOHOYHOHM Xxpomarorpadueii Ha cunukarene, samoupys ¢ rpaguearom MeOH/CH,Cl, (0-20%
MeOH), ¢ nmomydenuem 3-[2-(MeTokcUMeTOKCH)-4-(1-TeTparuaponupan-2-uimupason-4-wn)penmi]-N-(2,2,6,6-
TeTpameTni-4-munepunni)-1,2,4-rpuazun-6-amuna (59 mr, 76% BBIXO) B BHAE KOPHUIHEBATOTO TBEPAOTO Be-
utectBa. MS m/z 522,7 [M+H]".

Cramus 9: K pactBopy 3-[2-(MeTokcuMmeTOKCcH)-4-(1-TeTparunponupaH-2-mwinupa3on-4-wmi)henni]-N-
(2,2,6,6-terpamernn-4-munepunmn)-1,2,4-tpuasun-6-amuna (59 wmr, 0,11 mmons) B 1 M CH,Cl, u MeOH
(0,5 mu) mo6armsum HCI (4 monb/i) B 1,4-muokcane (56 Mk, 0,23 MMOJB) U CMECh MEPEMEIIMBATH B TCUCHUE
16 4 npu xomHaTHOI TemnepaTtype. CBOXXX ananu3 nmokasanu, 4To UCXOAHOE BELIECTBO MOJTHOCTBIO U3PACX0J0-
BaHO. PacTBOpHTEM BEITTAPUBAII U OCTATOK OYHIIIATN KOJIOHOYHOW Xpomarorpadueil Ha CHIIHKareie, IIoupys
¢ rpaguearom MeOH/CH,Cl,/2,5% NH4OH (0-30% MeOH/NH,OH), ¢ momyuenuem 5-(1H-mmupazon-4-wm)-2-
[6-[(2,2,6,6-TeTpameTii-4-ntnepuam)aMuHO |- 1,2 ,4-Tprazua-3-wmwi]penona (30 mr, 62% BBIX0X) B BHAE XKEITO-
BaTO-KOPUIHEBOTO TBEPJOTO BEIIECTBA

MS m/z 394,5 [M+H]"; 'H SIMP (metanon-d,) &: 8,32 (c, 1H), 8,18 (x, J=7,0 T'u, 1H), 8,02 (c, 2H), 7,13-
7,25 (m, 2H), 4,43 (mp.T, J=11,3 T'm, 1H), 2,08 (tump.xg, J=12,8 I'n, 2H), 1,39 (c, 6H), 1,20-1,32 (M, 8H); 4Hs =He
Habmoamm (3NHs u OH).
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C uCnoab30BaHUEM MPOLEAYPHI, ONMMCAHHON NI ipuMepa 11, MOKHO TOMYYUTH JOMOJHUTEIbHBIE COSAU-
HEHUsI, ONIMCAHHbIE B HACTOSALIEH 3asiBKE, UCIOJIBb3Ys MOIXOAIIee UCXOAHOE BEIIECTBO, OAXOASIINE PeareHThI
1 peaKIMOHHBIC YCIIOBUS, C ITOJYICHHEM COCTMHEHUH, TAKMX KaK COeTMHEHNs, BRIOPAHHbIE 3!
Coen. Jannbie

24 MS m/z 408,3 [M+H]"; 'H IMP (metanon-dy) 6: 8,64 (c, 1H), 8,25 (n, /=7,6 Ty,
1H), 7,92-8,13 (m, 2H), 7,19-7,24 (m, 2H), 5,22-5,31 (m, 1H), 3,13 (c, 3H), 1,82-
2,01 (m, 4H), 1,53-1,64 (M, 6H), 1,38-1,52 (m, 6H); 3Hs re mabmomanu (2NHs u
OH)

190 MS m/z 426,4 [M+H]"; 'H SIMP (metanon-d,) 6: 8,08 (¢, 1H), 7,60 (n, J=7,9 Ty,
1H), 7,27-7,37 (m, 2H), 5,75 (wup.c, 1H), 4,47-4,80 (m, 1H), 3,04 (c, 3H), 1,88-
2,12 (m, 4H), 1,58-1,66 (M, 6H), 1,57 (¢, 6H); 3Hs He Habmronamu (2 NHs 1 OH)
191 MS m/z 425,5 [M+H]"; 'H SIMP (metanon-d,) 6: 8,63 (c, 1H), 8,23 (n, /=8,2 'y,
1H), 8,01 (¢, 1H), 7,86 (wmp.c, 1H), 7,09-7,21 (M, 2H), 5,16-5,57 (m, 1H), 3,14
(c, 3H), 1,92-2,09 (m, 4H), 1,66 (¢, 6H), 1,56 (c, 6H); 2Hs ne Habmonanu (NH u
OH)

196 MS m/z 422,5 [M+H]"; 'H SIMP (metanon-dy) &: 9,96 (c, 1H), 9,46 (1, /- 7,9 Ty,
1H), 9,34 (c, 1H), 9,14 (c, 1H), 8,39-8,53 (m, 2H), 6,52-6,64 (m, 1H), 5,20 (c,
3H), 4,44 (c, 3H), 3,46 (wup.T, J= 12,2 I'n, 2H), 3,28 (wwup.x, J= 12,8 'y, 2H),
2,95 (¢, 6H), 2,86 (c, 6H); 2Hs ne nabmomanu (NH u OH)

342 MS m/z 472,4 [M+H]"; 'H SIMP (metanon-d,) 6: 8,67 (¢, 1H), 8,37 (n, J=8,5 'y,
1H), 8,04 (c, 1H), 7,78-7,89 (M, 2H), 7,52 (n, J=9,5 'y, 1H), 7,32-7,43 (M, 2H),
5,23-5,41 (v, 1H), 4,15 (¢, 3H), 3,15 (c, 3H), 1,88-2,15 (v, 4H), 1,65 (c, 6H),
1,52 (¢, 6H); 2Hs ne nabmonanu (NH u OH)

343 MS m/z 422,4 [M+H]"; 'H SIMP (meranon-dy) 6: 8,57 (c, 1H), 8,23 (n, /=8,9 'y,
1H), 7,64 (n, J=2,1 T, 1H), 7,33-7,43 (m, 2H), 6,69 (n,.J-2,4 Ty, 1H), 5,12-5,36
(M, 1H), 3,97 (¢, 3H), 3,10 (c, 3H), 1,83-2,04 (m, 4H), 1,61 (¢, 6H), 1,50 (¢, 6H);
2Hs ne Habmomanu (NH u OH)

363 MS m/z 380,4 [M+H]"; 'H SIMP (metanon-d,) 6: 8,57 (¢, 1H), 8,27 (n, J=8,7 'y,
1H), 8,05-8,15 (M, 1H), 7,90-8,02 (m, 1H), 7,21-7,25 (M, 2H), 4,21-4,31 (m, 1H),
4,17 (wwp. nm, J-11,3, 7,5 T, 1H), 3,93 (¢, 1H), 3,68-3,77 (m, 2H), 2,60-2,72
(m, 1H), 2,24-2,36 (m, 1H), 1,49 (c, 9H); 3Hs ue nadmonanu (2NHs u OH)

382 MS m/z 419,3 [M+H]"; 'H AMP (DMSO-dj) §: 12,74 (mmp.c, 1H), 8,78 (c, 1H),
8,65 (1, J= 4,6 'y, 2H), 8,29 (n, J- 8,8 Ty, 1H), 7,78 (1, J— 4,9 Ty, 2H), 7,45
(ump.c, 2H), 4,84-5,08 (v, 1H), 3,04 (c, 3H), 1,53-1,64 (v, 2H), 1,39-1,53 (m,
2H), 1,26 (¢, 6H), 1,10 (c, 6H); 1H ne nHabmonanu (OH unu NH)
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384

MS m/z 419,3 [M+H]*; 'H IMP (DMSO-df) 6:12,72 (wump.c, 1H), 8,97 (wwup.c,
1H), 8,78 (c, 1H), 8,60 (ump.c, 1H), 8,20-8,33 (M, 1H), 8,16 (ar, J=8,2, 1,9T1,
1H), 7,51 (nn, J= 7.8, 4,6 Ty, 1H), 7,32-7,41 (m, 2H), 4,85-5,05 (m, 1H), 3,04 (c,
3H), 1,55-1,59 (M, 2H), 1,44-1,48 (M, 2H), 1,26 (c, 6H), 1,10 (c, 6H); 1H e
Habmoxmam (OH nimm NH)

393

MS m/z 419,3 [M+H]"; 'H SIMP (DMSO-d;) &: 12,64 (c, 1H), 8,77 (c, 1H), 8,69
(n, J= 4,0 T'y, 1H), 8,27 (n, J= 8,3 I'y, 1H), 8,04 (n, /= 8,0 'y, 1H), 7,83-7,95
(m, 1H), 7,66-7,79 (M, 2H), 7,39 (mn, J= 7,0, 5,0 T'u, 1H), 4,86-5,03 (M, 1H), 3,04
(c, 3H), 1,57 (n, J= 11,8 T'y, 2H), 1,46 (T, J= 12,0 T'y, 2H), 1,26 (¢, 6H), 1,10 (c,
6H); 1H ue nadaronanu (OH wiu NH)

394

MS m/z 473,3 [M+H]*; 'H IMP (DMSO-dg) 6: 12,64 (c, 1H), 8,77 (c, 1H), 8,31-
8,37 (m, 1H), 8,27 (1, J= 8,5 I'y, 2H), 8,11 (1, J= 9,0 T, 1H), 7,81 (n, J— 8.3,
1,8 T, 1H), 7,77 (n, J— 1,8 Ty, 1H), 4,87-5,05 (v, 1H), 4,12 (c, 3H), 3,05 (c,
3H), 1,52-1,63 (M, 2H), 1,39-1,52 (M, 2H), 1,26 (¢, 6H), 1,10 (c, 6H); 1H He
nabmomanu (OH wnmu NH)

402

MS m/z 420,3 [M+H]"; "H SIMP (DMSO-d,) 6: 12,61 (c, 1H), 9,10-9,14 (wup.c,
1H), 8,95 (1, J- 5,0 T', 2H), 8,89 (¢, 1H), 8,32 (n, J- 8,5 ', 1H), 8,03 (x, J—
8,3 T'w, 1H), 7,98 (n, J= 1,8 Ty, 1H), 7,49 (1, J= 4,9 Ty, 1H), 4,92-5,10 (v, 1H),
3,09 (¢, 3H), 1,97-2,01 (m, 2H), 1,81-1,85 (m, 2H), 1,52 (¢, 6H), 1,46 (c, 6H)

411

MS m/z 420,3 [M+H]*; 'H AMP (DMSO-d;) &: 12,57 (wmp.c, 1H), 9,27 (n, J=
1,0 T'y, 1H), 8,89 (1, J= 5,5Ty, 1H), 8,78 (c, 1H), 8,32 (n, /= 8,3 'y, 1H), 8,17
(nm, J= 5,3, 1,3 Ty, 1H), 7,80-7,90 (m, 2H), 4,94-4,99 (m, 1H), 3,05 (c, 3H), 1,57
(an, J= 12,0, 3,3 I'y, 2H), 1,46 (1, J= 12,2 T'y, 2H), 1,25 (¢, 6H), 1,09 (¢, 6H);
1H se nabmomanmu (OH nin NH)

412

MS m/z 4203 [M+H]"; 'H SIMP (DMSO-d,) &: 12,72 (wup.c, 1H), 9,33 (, J=
1,3 T'y, 1H), 8,75 (¢, 1H), 8,77 (¢, 1H), 8,65 (n, J= 2,5 'y, 1H), 8,30 (x, J= 8,3
I'y, 1H), 7,70-7,86 (M, 2H), 4,83-5,08 (m, 1H), 3,05 (c, 3H), 1,57 (un, J= 11,9,
3,4 Ty, 2H), 1,46 (1, J= 12,2 Ty, 2H), 1,26 (c, 6H), 1,10 (c, 6H); 1H ne
nabmonanu (OH u NH)

419

MS m/z 395,5 [M+H]"; 'H AMP (meranon-dy) &: 8,61 (c, 1H), 8,32 (wuwp.x, J=38,2
I'n, 1H), 8,14 (wwup.c, 1H), 7,99 (ump.c, 1H), 7,25 (mwup.c, 2H), 5,79 (wup.T,
J=10,4 T, 1H), 2,51 (mwp. nn, J=13,4, 2,5 T'u, 2H), 1,93 (wup.T, J=12,1 T'n,
2H), 1,65 (c, 6H), 1,56-1,62 (m, 6H), 3Hs He nabmonanu (2NHs u OH)

423

MS m/z 412,4 [M+H]*; 'H IMP (metanon-dy) &: 8,40 (¢, 1H), 8,22 (wuwmp.n, /=7,9
Iy, 1H), 7,90-8,11 (m, 2H), 7,11-7,27 (M, 2H), 4,63-4,83 (m, 1H), 1,73-2,00 (M,
2H), 1,48 (ump.xa, J=6,4 T, 6H), 1,19-1,41 (m, 7H); 4Hs ue nabdbmomanu (3NHs
u OH)

424

MS m/z 411,6 [M+H]"; 'H SIMP (meranon-dy) &: 8,21 (¢, 1H), 8,03 (¢, 1H), 7,57
(wup.x, J=7,9 'y, 1H), 7,31 (mmp.x, J=7,9 'y, 1H), 7,24 (¢, 1H), 5,38 (¢, 1H),
4,23-4,43 (v, 1H), 2,16-2,43 (m, 2H), 1,61-1,69 (m, 2H), 1,59 (mmp.x, J—4,9 I'n,
6H), 1,54 (c, 6H); 3Hs ne nadsronanu (2NHs u OH)
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IIpumep 11. ITonyuenue coequnenus 401.
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Cramuss 1. Cmech Ttpuc-(mudensmwmmaeHareTon)aunamianusa(0) (15 mr, 0,016 MMonp) m 2-aM-TpeT-
oyrnindochuno-3,4,5,6-rerpamernn-2',4',6'-rpunzonponnn-1,1'-oudenmna (21 mr, 0,042 MMonb) B AHOKCaHE
(0,2 M) m Tomryoute (0,8 MiT) poayBaIy aproHom, 3areM HarpeBasy 10 120°C B Teuenne 5 muH. PacTBOp oxia-
KNI 10 KOMHATHOW TemmepaTypbl u jgoGaBisuin  3-[4-Opom-2-(mMeTokcumerokcen)penmi]-N-(2,2,6,6-
TeTpameTui-4-munepunni)- 1,2 ,4-rpuazun-6-amun (150 mr, 0,33 mmons), KsPO, (145 mr, 0,67 mMomns) u 1H-
tpuazon (11 mxi, 0,19 MMons). Peakimonnyro cmech 6apO0THpOBaIM aproHOM B TEUEHHE 5 MHH M 3aTE€M CMECh
HarpeBaiu 710 120°C B teuenne 30 MUH. PeakImoHHYIO CMeCh OXJIKIIH IO KOMHATHOW TeMIIEpaTyphl U OUH-
Ay KOJIOHOYHOW Xpomarorpaduell Ha cuimkarene, amoupys ¢ rpaguentom MeOH/CH,Cl, (0-25% MeOH), ¢
HOJIy4YEHUEM 3-[2-(meTokcnmeTokcn )-4-(Tprazon-2-wmn)penun]-N-(2,2,6,6-rerpameriin-4-nunepuann)-1,2,4-
TpHuasuH-6-amMuHa (43 Mr, 29% BBIX0/1) B BH/IE MPO3PAvYHOro IEHUCTOro BemecTsa. MS m/z 439,6 [M+H]".

Cramus 2. K pactBopy 3-[2-(MeTokcumeTokcH)-4-(Tpuazon-2-mi)pennn]-N-(2,2,6,6-TeTrpameTrn-4-
nunepuaun)-1,2,4-tpuazun-6-amuaa(43 mr, 0,098 mmons) B 1 M CH,Cl, mw MeOH (0,5 mi) no6asmsum HCl
(4 monnw/m) B 1,4-mmokcane (50 Mk, 0,2 MMOJTB) M CMECh TIEPEMENTUBAIN 5 9 TIPH KOMHATHOM TemrepaType, Mo-
ka CBOXX ananu3 He mokasal, 4YTO MCXOJHOE BEIIECTBO MOJIHOCTHIO M3pacXxooBaHo. [locie KOHIeHTpHUpoBa-
HUS OCTAaTOK OYHINAIN XpoMmartorpadueil Ha cumkarese, >;monpys ¢ rpagueaTom MeOH/CH,Cly/2,5% NH,OH
(0-30% MeOH/NH,OH), ¢ nony4uenuem 2-[6-[(2,2,6,6-TeTpameTiII-4-TIHIIEPHU AT )aMHHO |- 1,2, 4-Tpra3uH-3-wi] -
5-(Tpuazon-2-mn)peHon rumpoxiopuna (35 mr, 82% BBIX0M) B BUJE KEITOrO TBEPIAOTO BEIICCTBA.

MS m/z 395,5 [M+H]"; 'H SIMP (meranon-d,) &: 8,02 (c, 2H), 7,86 (c, 1H), 7,82 (mmp.x, J=8,5 I'u, 1H),
7,70 (m, J=8,5 ', 1H), 5,41 (¢, 1H), 4,34 (mmp.1, J=11,9 I'n, 1H), 2,37 (wwmp.x, J=12,5 ', 1H), 2,26 (x, J=12,5
I'u, 1H), 1,62-1,84 (M, 2H), 1,59 (mmwmp.x, J=4,6 T'u, 6H), 1,53 (c, 6H); 3Hs ne Habmronamu (2NHs u OH).

C ncnosb30BaHUEM MIPOLEAYPHI, ONMCAHHOM I mpuMepa 12, MOXKHO MOYYHUTh JONOJIHUTEIBHBIE COS/IU-
HEHUSI, OIIMCAHHbIE B HACTOSILEH 3asiBKE, HCTIONIB3YS TTOAXOASIIee UCXOAHOE BELIECTBO, OAXOASIINE PeareHTh
Y peaKLMOHHbIE YCIIOBHS, C IOIYYCHUEM COSANHEHUH, TAKUX KaK COeTMHEHs, BHIOpaHHbIE U3:
Coen. JaHnbie

255 MS m/z 409,4 [M+H]*; 'H SIMP (mertanon-d,) &: 8,68 (c, 1H), 8,39 (n, J=8,5
I'y, 1H), 7,94 (c, 2H), 7,64-7,74 (m, 2H), 5,23-5,39 (m, 1H), 3,14 (c, 3H), 1,94-
2,08 (m, 4H), 1,64 (c, 6H), 1,51 (c, 6H); 2Hs He nabmonamu (NH u OH)

—=

IIpumep 12. ITonyuenue coequueHus 286
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Cramuss 1. PactBop panmemuueckoro (3S,4S)-4-[[6-[2-(MeTokcumeTOKCH)-4-(1-TeTparuaponupan-2-
nnmupazon-4-un)penun|-1,2,4-rpuasud-3-uilamMmuHo|-2,2,6,6-TeTpaMe THIHIIEPUINH-3-071a (20 MT,
0,038 mmois) B DMF (0,3 mur) oxmakmanu o 0°C. Hobasnsum ruapua Hatpus (60 mac.%, B MUHEpaT-HOM Mac-
ne) (4,2 mr, 0,11 mmons) u nepememmBanre npu 0°C npomomwkanu B Tedenne 15 muH. [lomydand uCXomHbIH
pactBop pactBop nommetana (0,027 mur) 8 DMF (2,0 mi). Yacts aToro mcxomuoro pactBopa (0,20 mi), comep-
xamero noameras (0,0027 mu, 0,043 MMonb, 1,15 9kB.), 100aBIsIN K PEaKIMOHHOM CMECH M TIepeMeIINBaHUE
nponovkanu B tedenne 10 mun npu 0°C. Hobasmsum H,O mns rameHus ruapuaa HaTpUsS U PEaKIMOHHYIO
CMECh paclpelessId MEKAY HAachIIIEHHBIM coyieBBIM pacTBopoM U EtOAc. Ciou paznensiu U BOIHBIN Cloi
JKCTparupoBaiu Apa paza mpu nomomnn EtOAc. O0beIUHEHHBIC OPTaHMYCSCKUE CIIOM MPOMBIBAJIM JBa pa3a Ha-
CBIIIICHHBIM COJICBBIM PACTBOPOM, CYIIWIIM HAJl CyJIb(aToM HATPUs, GHIBTPOBAIH U KOHIICHTpUpOBau. OCTaToK
OYMIIATIHM KOJIOHOYHOM XpoMaTorpaduell Ha cuiukaree, anoupys mpu nomomu 0-30% MeOH/CH,Cl,, ¢ momny-
YEHUEM 6-[2-(MmeTokcnmeTokcn )-4-(1-rerparunponupan-2-mimnupaszon-4-un)pennin]-N-[(3S,4S)-3-meTokcn-
2,2,6,6-Terpamernn-4-munepuami]-1,2,4-rpuasun-3-amuna (16,7 Mr, 81% Beixom). MS m/z 552,7 [M+H]".

Cramus 2. 6-[2-(MeTtokcumeTokcH)-4-(1-TeTparuaponupan-2-unmnupasoi-4-wmn)penmn]|-N-[(3S,4S)-3-
METOKCH-2,2,6,6-TeTpameTin-4-nmunepunun|-1,2,4-tpuasun-3-amua (16,7 mr, 0,030 MMomb) pacTBOpsUIA B Me-
tanose (0,5 Mir) U 100aBIsIIM PacTBOp XJIOpHCcTOro Bomopoxaa (2 miu, 4,0 M B nuokcane). PeakmonHyro cMech
TepeMeIInBaIN TPH KOMHATHON TeMIiepatrype B TeueHue 16 4. PeaknmoHHyI0 cMech KOHIIEHTPUPOBAIN U OCTa-
TOK OYHMINAIKM KOJIOHOYHOW Xpomarorpadueil Ha cwimkarene, smioupys npu nomomu 0-100% MeOH
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(2,5% 00./06. NH,OH) B CH)Cl,, c¢ mnonydenuem 2-[3-[[(3S,4S)-3-meTOKCH-2,2,6,6-TeTpamMeTHIT-4-
nunepuani|amuao]-1,2,4-tpuasun-6-mi]-5-(1H-nupazon-4-um)denona (2,5 mr, 20%).

MS m/z 424,5 [M+H]+; "H SIMP (metanon-dy) 8: 9,07 (¢, 1H), 7,99 (mmp.c, 2H), 7,81 (1, J=8,2 ', 1H),
7,21 (nn, J=8,1, 1,7 I'u, 1H), 7,18 (7, J=1,5 I'n, 1H), 5,52-5,63 (m, 1H), 3,48-3,61 (M, 1H), 3,20 (c, 3H), 1,94-
2,08 (M, 2H), 1,40 (c, 3H), 1,36 (¢, 3H), 1,24 (c, 3H), 1,14 (c, 3H); 4Hs ne Habmonamu (3 NHs u OH).

C ncnonp30BaHUEM MIPOLEAYPHI, ONMMCAHHOM 11 puMepa 13, MOKHO MONTYyYUTh JONOTHUTEIBHBIE COEHU-
HEHUsI, OIMCAaHHBIE B HACTOSILEH 3asiBKE, HCTIONIB3YsI MOAXOAAIIEE HCXOIHOE BELIECTBO, MOAXOASAIINE PEareHThI
Y PEaKIHOHHBIE YCIIOBHS, C IOIyUYCHUEM COEANHEHUH, TAKUX KaK COCTUHEHH, BBIOPAHHbIC 13!
Coen. | lannbie

293 MS m/z 438,5 [M+H]";, 'H AMP (meTanon-d,) 8: 9,06 (¢, 1H), 7,99 (wump.c, 2H),
7,81 (»,J=8,2T 1, 1H), 7,21 (an, /=8,2, 1,5 Ty, 1H), 7,18 (n, J=1,5 Ty, 1H), 5,35
(ummp.c, 1H), 3,23 (c, 3H), 3,05-3,18 (m, 1H), 2,44-2,69 (m, 3H), 2,05 (wup. ax,
J=13,1,9,5Tw, 1H), 1,79-1,97 (m, 1H), 1,27 (unp.n, J=9,2 I'y, 6H), 1,23 (¢, 3H),
1,14 (mup.c, 3H); 3Hs ne Habmonanu (2NHs u OH)

IIpumep 13. Ilonyuenue coequnenus 165
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Cranus 1. PactBop panemnueckoro Tper-0ytmi 4-okco-1,3,3a,5,6,6a-rekcaruaponukionenral cmupposn-2-
kapOokcmiaTa (606 mr, 2,69 mmons) B THF (4 M) oxnaxagamu no -78°C. Hob6asmsum no karsim THF pactBop
Tpu-BTOp-OyTHNOOpOrHapuna autus (3,2 mMia, 1,0 M) B reuenne 20 mun. [Tocne 3aBepuieHust 1006aBIEHHS IPO-
JOJDKAIH TiepeMenInBanne npH -78°C U peakInOHHYIO CMECh MEIJICHHO HarpeBajil O KOMHAaTHOH TeMIepary-
pbl B Teuenne 16 4. Ilocie 3aBepleHus] peakUuio TaCUJIM METAaHOJIOM U 3aT€M KOHLIEHTPUPOBAIH B BaKyyMe.
Ocrarok pacnpenensuti Mexny EtOAc 1 HACBHIIICHHBIM BOJHBIM PAacTBOPOM OHMKapOOHATa HATPUS U CIIOU pa3-
nemsid. BomHbI cioi axcTparupoBaiu onuH pa3 EtOAc m oObeHEHHbIE OpTraHMYECKUe CIIOW CYIITWIA HaJl
cynmb(haTtoM HaTpus, PUIBTPOBAIN U KOHIEHTpHUpOoBaIH. OCTATOK OYMINAIHA KOJOHOYHOW XpoMarorpadueil Ha
cunukarene, smoupysa mpu momomm 0-100% EtOAc/rekcaH, ¢ MONydeHHEM pPaleMHYecKOTO TPeT-OyTHi
(3aR,4R,6aS)-4-runpoxcu-3,3a,4,5,6,6a-rexcarnapo- | H-ixuronena[ ¢ Jmuppoin-2-kapooxcunara (583 mr, 95%
BBIXOJ).

MS m/z 250,2 [M+Na]+; 'H samP (xmopodopm-d) &: 4,28 (kB., J=5,5 ', 1H), 3,64 (an, J=11,9, 3,1 I'm,
1H), 3,57 (ump. ax, J=10,8, 7,8 Tu, 1H), 3,37 (wup. ng, J=11,7, 8,1 Tu, 1H), 3,18 (ux, J=11,0, 3,4 T'u, 1H),
2,63-2,74 (m, 2H), 1,83-1,93 (M, 2H), 1,75-1,82 (M, 1H), 1,55-1,64 (M, 1H), 1,48 (c, 9H); 1H He Habmromau
(OH).

Cragms 2. Pamemwmueckmit  Tper-Oytun  (3aR,4R,6aS)-4-runpokcu-3,3a,4,5,6,6a-rekcarunpo-1H-
UKJIOTICHTA[ ¢ [muppoi-2-kapOokcumnat (583 mr, 2,56 MMOIIB) IOJBEprany IUPKYIUpOBaHHI0 B aTMOchepe N,, ¢
nocneaytomum pobasneauem CH,Cl, (5 mun). Peaknmmonnyro cMech oxinaxnanu 10 -78°C mpu nmepeMennBaHuy.
Jo6aemsmn merancyibdormtxaopun (0,34 mi, 4,39 MMOIIB) ¢ MOCICIYIONUM J00ABICHHEM TPHUMETHIAMUHA
(0,69 mi, 4,95 MMOIb) U PEaKITMOHHYIO CMecCh TepememunBaiu npu -78°C B Teuenne 30 MUH W 3aTeM JaBalid
HarpeThCs 10 KOMHATHOM TeMIlepaTyphl B TeueHHe 3 4. PeaKlMOHHYIO CMECh paclpelessuid MeXIy HaChIIIEH-
HBIM BOJHBIM pacTBopoM OmkapOoHarta Hatpus U CH,Cl, u cion paspensin. OpraHndecKuid clIoH IpOMBIBAIIH
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OJIMH pa3 HACHIIICHHBIM BOJHBIM PAacTBOPOM OMKapOOHAaTa HATPHs, Pa30aBICHHBIM BOJHBIM PACTBOPOM YKCYC-
HOW KHCIIOTHI W HACHIIICHHBIM BOJHBIM PacTBOPOM OMKapOOHATa HATPHS W 3aTeM CYIIWIU Hal CyabhaToM Ha-
Tpusi, QUIBTPOBAIH M KOHIEHTPUPOBAIU C monydeHueMm Tper-OyTmin (3aR,4R,6aS)-4-MeTricynb(OHUIOKCH-
3,3a,4,5,6,6a-rexcaruapo- | H-riuxronenTal ¢ jnuppoit-2-kapookcuiara (566 mr, 72% BEIXOL).

MS m/z 328,3 [M+Na]"; 'H SIMP (xnopodopm-d) 8: 5,03 (kB., J=6,1 I'n, 1H), 3,45-3,58 (M, 2H), 3,30-3,39
(M, 1H), 3,15 (ump. oz, J=11,0, 4,0 I'n, 1H), 2,96 (c, 3H), 2,77-2,86 (M, 1H), 2,60-2,71 (M, 1H), 1,99-2,09 (M,
1H), 1,92-1,97 (m, 1H), 1,82-1,91 (m, 1H), 1,50-1,63 (M, 1H), 1,34-1,44 (M, 9H).

Cramus 3. B cocyn, comepkammii panemudeckuii tpet-0ytmn (3aR,4R,6aS)-4-meTrncynbhoHUIOKCH-
3,3a,4,5,6,6a-rekcarunpo- 1 H-iuknomnenTal cJmuppoit-2-kapookcunat (566 mr, 1,85 mmons), modasmsan DMAc
(3 mun) u a3upg Hatpus (155 mr, 2,38 MMOIIB), COCYJ TepMETHYHO 3aKpbIBaJIM 1 Harpesain 1o 90°C npu nepeme-
mmBaHuM B Tedenue 20 4. [Tocne oximakaeHus 10 KOMHATHOM TeMIepaTyphl peakIOHHYI0 CMECh PacIpeaesiim
mexxny EtOAc 1 HachIieHHBIM BOAHBIM PacTBOpoM kapOoHarta Hatpusi. Cllon pa3aesnsuii U OpraHudecKUi CIIou
MPOMBIBAIM JIBa Pa3a HACHIINICHHBIM COJICBEIM PAcTBOPOM, CYIIHIM HAJ CyIb(paToM HATpus, QUIBTPOBATH U
3aTeM KOHIEHTPUPOBAIM C TMONyYeHHEM panemuueckoro tper-Oytun (3aR,4S,6aS)-4-a3uno-3,3a,4,5,6,6a-
rekcaruapo- 1 H-iuxironenral cJnupposn-2-kapookcunara (288 mr, 62% BbIXox).

MS m/z 197,1 [M+H-tBu]"; "H SIMP (xopodopm-d) &: 3,65 (wmp.c, 1H), 3,39-3,51 (v, 2H), 3,17 (wmp.x,
J=8,9 I'y, 1H), 3,11 (mwmp.x, J=8,5 I'n, 1H), 2,67-2,76 (m, 1H), 2,52 (rT, J=8,5, 4,2 I'n, 1H), 1,92-2,00 (M, 2H),
1,64-1,74 (M, 1H), 1,42-1,47 (M, 1H), 1,38 (c, 9H).

Cragus 4. Panemuyeckuii TPET-OyTHI (3aR,4S,6aS)-4-a3uno-3,3a,4,5,6,6a-rexcarunpo-1 H-
nukIonenTal cJmappoin-2-kapookcmnar (70 mr, 0,28 Mmmoin) pactBopsuii B TFA (2,0 M) 1 mepeMemmBaiv Ipu
KOMHATHOU Temmeparype B TeueHre 10 MuH. PeakTMOHHYI0 CMECh KOHIICHTPUPOBAIIH, TTOIBEPTalld a3€0TPOTTHON
neperonke ¢ CH,Cl, u 3aTem ucnonb3oBany najee 6e3 ounctkn. MS m/z 153,3 [M+H]".

Cramus 5. OctaTok co cramuu 4, comepxammii paremudeckyio (3aR,4S,6aS)-4-a3uno-1,2,3,3a,4,5,6,6a-
OKTaruJpoIuKIoneHTa[c|mppon-2,2,2-tpudTopykcycHyro kucioty (106 mr, 0,28 MMoib), pacTBopsiiin B DMF
(2 wmm), ¢ mocnmemyromuMm nobasneHueM N, N-mumsonpommmtuiamuHa (0,4 mi, 2,29 MMoms) u 6-[2-
(MeTokcuMeTokcH)-4-(1-TeTparuaponupan-2-uwinnpasoin-4-mwi)pennn]-3-metuicynbdonni-1,2,4-Tpuazuna
(86,0 mr, 0,19 MmMmoup). Peakmonnyro cmech HarpeBainu qo0 80°C mpu nepeMeniuBaHUN B TEUCHHE 3 9 U 3aTeM
OXJTaXKIAJTH JTO KOMHATHOM TeMIlepaTyphl U KOHIIEHTpUpoBaiIn. OCTaTOK OYHINAIN KOJOHOYHOHM XpoMatorpadu-
eit, amoupys npu nomomru 0-100% EtOAc B rekcane, ¢ monydeHueM panemideckoro (3aR,4S,6aS)-4-a3umo-2-
[6-[2-(MeTokcnmeToKen)-4-(1-TeTparuaponupan-2-unupaszon-4-un)pennn|-1,2,4-rpuasun-3-unl-3,3a,4,5,6,6a-
rexcaruapo- 1 H-niuknonenra[c]muppona (64 mr, 64% Berxon). MS m/z 518,4 [M+H]".

Cramuss 6. Pamemmueckuii (3aR,4S,6aS)-4-a3uno-2-[6-[2-(MeTokcumeToKCH)-4-( 1 -TeTparuaponupan-2-
nnmupazon-4-un)penun|-1,2,4-rpuasun-3-unl-3,3a,4,5,6,6a-rekcaruapo- | H-uxnonenTal cJmuppoit (64 mr, 0,12
MMonb), Tpudpermidochun (48 mr, 0,18 mmons), THF (2 M) u HyO (1 mir) o6benunsnu u Harpesaiu 10 80°C
NIPY TIEpEeMEIINBAaHUH B TeueHue 3 4. PeakIMOHHYI0 CMeCh OXJIaKIall A0 KOMHATHOW TeMITepaTypsl U KOHIICH-
TpupoBai. OCTaTOK OYHIIATN KOJIOHOYHON XpoMaTorpaduei, samounpys npu nomonn 0-100% EtOAc/rekcan, ¢
nosydeHneM panemudeckoro (3aR,4S,6aS)-2-[6-[2-(meTokcuMeTOKCH)-4-( 1 -TeTparuaponyupan-2-wimupa3on-4-
nun)pennn]-1,2,4-rpuazun-3-mnl-3,3a,4,5,6,6a-rekcaruapo- 1 H-nuknonenra[ cmuppon-4-amuna (45 wmr, 75%
BBIXOJ).

MS m/z 492,4 [M+H]"; 'H SIMP (meranon-d,) &: 8,74 (c, 1H), 8,23 (c, 1H), 7,93 (¢, 1H), 7,72 (n, J=7,9
I'u, 1H), 7,42 (c, 1H), 7,34 (wup.x, J=7,9 I'u, 1H), 5,42 (ump.x, J=10,1 T'n, 1H), 5,32 (c, 2H), 4,06 (wuwmp.x,
J=11,6 I'n, 1H), 3,69-3,88 (M, 4H), 3,55 (wwmp. an, J=11,6, 4,0 I'n, 1H), 3,45 (c, 3H), 3,39-3,44 (m, 1H), 3,00-
3,10 (m, 1H), 2,70-2,79 (M, 1H), 2,12-2,29 (M, 3H), 2,04 (mmp.n, J=8,9 I'n, 2H), 1,67-1,82 (m, 3H), 1,57-1,66 (M,
2H); 2Hs ue nabmogamu (2 NHs).

Cramuss 7. Panemmueckuit  (3aR,4S,6aS)-2-[6-[2-(MeTokcumeroken)-4-(1-TeTparunponupa-2-mimmpason-4-
um)benmwi|-1,2,4-tpuasun-3-mwi-3,3a,4,5,6,6a-rekcarunpo- 1 H-muknonenra[ c[ruppon-4-amur (3 mr, 0,0053 mMois)
pactBopsuti B MeTanode (0,5 M) i 1o6aBIsu pacTBOP XJIOPHCTOTO Bomopoaa B auokcane (2,0 mu, 4,0 M) u nepeme-
IMBAIH TIPH KOMHATHOM TemIiepaTtype B TedeHre | 4. PeakimoHHyI0 cMech KOHIIEHTPHPOBAIIK M OCTATOK PacTBOPSUIA B
MeOH, ¢ mocremyrormum nobasieHneM Et,O 1yt ocaskiaeHust TBEpIOTO BelecTBa. TBepaoe BEMECTBO (DHIILTPOBAIIH,
3aTeM MPOMBIBAIN depe3 QUIbTp ¢ ucroib3oBanrneM MeOH 1 MeTaHONBHBIN (QUIBTpAT KOHIIGHTPUPOBAIN C TIOTyICHH-
eM paremmdeckoro  2-[3-[(3aR4S,6aS)-4-amuno-3,3a,4,5,6,6a-rexcarunpo- | H-pkmornenTa[ ¢ Jmuppon-2-wi|-1,2,4-
TpuasuH-6-m1]-5-(1 H-mrpazon-4-wmn)denon auruapoxmopuna (2,1 mr, 91% Beixon).

MS m/z 364,3 [M+H]"; 'H amP (metanon-d,) o: 8,18 (mmup.c, 2H), 7,53 (x, J=8,2 I'u, 1H), 7,18 (mmp.x,
J=8,5 'y, 1H), 7,15 (c, 1H), 5,83 (mmp.c, 1H), 3,88 (mmp.T, J=9,2 'y, 1H), 3,72-3,81 (M, 1H), 3,52-3,71 (M, 2H),
3,40 (mmp.1, J=11,0 'y, 1H), 3,02-3,15 (m, 1H), 2,83-2,95 (M, 1H), 2,24-2,37 (m, 1H), 2,13 (mmp. oz, J=12,8,
5,2 T'u, 1H), 1,69-1,81 (m, 1H), 1,54-1,69 (M, 1H); 4Hs ue nabmoganu (3NHs u OH).

Bronornueckue npuMepsl.

Crenyromue OMOJIOTHYECKHE MPUMEPHI in VItro AEMOHCTPUPYIOT NPUMEHHUMOCTh COCIMHEHUH MO HACTOS-
IeMy U300pETeHHUIO JUIs JIeueHHst 0osie3HH [ eHTHHT TOHA.

g Gonee moapoOGHOTO ONMMCAHUS | JUIS JIyYIIEro MOHUMaHHS HACTOSIIETO OMICAHUS IMPEeIIaraloTcs clre-
IYIOIE HE OrpaHIYUBAIOIINE OMOJIOTHYECKUE TPUMEPHI 17l 0oJiee MOTHON MILTIOCTpaii 00beMa ONMUCAHUS, H
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UX HE cJeJyeT pacCMaTpUBATh KaK KOHKPETHO OrpaHMYMBAIONINE ero o0beM. Takue pa3numyHble BapHaHTHI Ha-
CTOSIILIETO N300PETEHNsI, KOTOPBIE MOTYT OBITH N3BECTHBI MJIM MOTYT OBITh pa3papadoTaHbl BHOCIEACTBHHU, KOTO-
pBIE TOJDKHBEI OBITH B IpeefiaX KOMIICTCHIINHU CIICIIHAIICTOB B JAHHOW OOJIACTH AJIS MX YCTAHOBIICHHS, CUUTA-
IOTCSI OXBAaTBIBAEMBIMU 00bEMOM HACTOSIIETO OMMCAHUS U 3asiBICHHBIMHE Aajiee B (hopMysie H300peTeHusI.

Coenunennst popmynst (I) wim hopmynsr (II) ucrnbITeiBamyM ¢ Ucmoab30BaHneM aHam3a Meso Scale Dis-
covery (MSD), npeacraBnenHoro B MexayHaponHoit 3asske Ne PCT/US2016/066042, momxannoit 11 mexadps
2016 Tona W 3asBIAIONICH NMPUOPUTET coriacHO mpeaBapurenabHOn 3asBke CIIIA No 62/265652, momaHHOMI
10 nexabpst 2015 roma, MOHOE COAepKaHUE KOTOPHIX BKIIIOUYEHO B HACTOSIIYIO 3asBKY ITOCPEICTBOM CCHUIKH.

AHanu3 SHIOTEHHOTO Oejlka TeHTHHITHHA, UCTIoNb3yeMblii B [IpumMepe 1, ObuT paspaboTaH ¢ HUCMOIB30Ba-
HHEM IIIaTQOPMBI AIIEKTPOXEMIITIOMHHECHIIICHTHOTO aHainu3a MSD nHa ocHoBe ELISA.

[Mpumep 1. AHanu3 sHAOTEHHOTO OeJKa TeHTHHT THHA.

Meso Scale Discovery (MSD) 96-nmyHounble uian 384-ITyHOYHBIE TUIAHIIETHI TOKPBHIBAIM B TEUYCHHUE HOYH
mpu 4°C MW1 (pactmpeHHbiid omriryTamu) wim MAB2166 MOHOKJIOHAJILHBIM aHTUTEJIOM (ISl 3aXBara)
npu koHueHTparmu 1 Mxr/mut B PBS (30 Mk Ha stynky). [Tnanmerst 3arem npoMeiBanu Tpu pasa 300 MK mpo-
MbiBouHOTO Oydepa (0,05% Tween-20 B PBS) u Gmokuposamu (100 mxn onokupyromero oydep; 5% BSA B
PBS) B Teuenue 4-5 9 mpyu KOMHATHON TeMIiepaType TPU BPaIIeHWH CO BCTPSIXUBAHUEM U 3aT€M MTPOMBIBAIN TPH
pasa mpOMBIBOYHBIM Oydepom.

O6pa31p (25 MKIT) IEpEHOCHITH B TIOKPHITHINA aHTUTeIoM MSD 1uraHImeT u HHKyOUpOBajik B TeUEHHUE HOUU
npu 4°C. Ilocne yaaneHus JIM3aTOB IUIAHIIET NIPOMBIBAJIH TPH pa3a NPOMBIBOYHBIM Oydepom u 25 Mk #5656S
(Cell signaling; kponndpe MOHOKJIOHAJHHOE) BTOPHYHOTO aHTHTENa (pasbammenHoe mo 0,25 mxr/mi B 0,05%
Tween-20 B GsokupytromeM Oydepe) 100aBIsuH B KOKIYIO JTYHKY U HHKYOUpPOBaJM MPH BCTPSIXUBAHUU B Tede-
HHue | yaca mpu KoMHaTHOU Temmeparype. [locire mHKyOaIwy ¢ BTOPUYHBIM aHTHTEIOM JIYHKH IIPOMBIBAJIH TIPO-
MBIBOYHBIM OydepoM, 3aTeM B KOKIYIO JIYHKY J00aBIsuk 25 MKI ko3nuHoro aHTukpoiumdbero SULFO TAG
BTOPUYHOT'O JIETCKTOPHOTO aHTUTeNa (HeoOxoauMelil aciekT MSD cuctemsr) (pa3zdasnernoe 10 0,25 Mkr/mi B
0,05% Tween-20 B Gmokupytomem Oydepe) M HHKyOMPOBAIM IPH BCTPSIXMBAHWU B TeUeHHE | Yaca IpH KOM-
HaTHOH Temneparype. [lociie pOMBIBKH TpW pa3za IPOMBIBOYHBIM Oy(epoM B KaXIyI0 ITyCTYIO JIYHKY 100aBisi-
mm 150 mxut 6ydepa T 1 cCUNTHIBaHUS ¢ TOBEPXHOCTHO-aKTUBHBIM BemecTBoM (MSD) 1 ocymiecTBiIsiiii BU3ya-
JU3aLMIo TUIaHIIeTa Ha ycTpoiictBe At Buzyanuzanuu SI 6000 (MSD) B COOTBETCTBUM ¢ MHCTPYKIUSIMHU HU3TO-
ToBUTENA s 96- rn 384-myHOUHBIX TUIaHIIeToB. [lomyuenusie 1Cs, 3HaueHnss (MKM) ISl ICTIBITAHHBIX COSITH-
HEHHH TIOKa3aHbI B Ta0IHIIE.

Kak moxa3aHo B Ta0imiie, HCIIBITAHHBIE COSIMHEHNS, ONTMCAHHBIC B HACTOSIIEH 3asBKe, IMEJH CIICIYIONTIe
IC50 3navenus: 1C50 3Hauenune mexay > 3 MkM u < 9 MkM ykazaHo ojHOU 3Be3noukoit (*), ICs, 3HaueHue Me-
xy > 1 MkM 1 < 3 MxkM ykazaHo aByms 3Be3noukamu (**), IC50 3nauenune mexay > 0,5 MkM u < 1 MxM yka-
3aHO TpeMs 3Be3foukamu (**%), ICsy 3Hauenne mexay > 0,1 MkM u < 0,5 MKM yka3zaHO YeThIPbMsI 3B€3/J0YKaMHU
(****) n 1C50 3Hauenue < 0,1 MKkM yKa3aHO MATHIO 3BE3J0UKaMU (¥ %% ¥),

- 180 -



046152

Coen. 1Csp Coen. | ICs Coen. | ICs

1 Kok 159 dok 293 dokkok
2 sk koK 160 K3k 294 sk skeosk sk sk
3 sk skoskok 161 koskoskok ok 295 sk sk ok ok
4 sk skeskok 162 seoskokok 296 &3k

5 sk sfoskokosk 163 sk 297 skoskeoskosk sk
6 skoskoskok ok 164 seoskokok 298 sk

7 skoskeoskok ok 165 skoskosko ke sk 299 skeoskosk ok sk
8 Kk koK ok 166 skoskeoskosk sk 300 &3k

9 sk skoskok ok 167 skeskeosk sk sk 301 skeskeoske sk sk
10 skoskoskok ok 168 skeoskok sk 302 skeskeosk
11 skeskeosk sk sk 169 soskokskosk 303 sk skeosk
12 skeoskoskokosk 170 sk skosk 304 soskokoskosk
13 skoskosk ks 171 sfeskesie skesk 305 seskeoskeoskosk
14 soskoskokosk 172 sk 306 seskeoskesk
15 skeoskeosko sk sk 173 soskokskosk 307 Hskok
]6 skeskeosk sk 174 sk 308 Rk K
17 Hskokk 175 sk 309 sk
18 sk skok 176 sk KRk 310 HR KK
19 sk skesk 177 sk Rk 311 K%

20 Heskok ]78 sk 312 w3k

21 soskokkok 179 R KK 313 sk

22 Heokskskook 180 H% 314 oKk
23 ek sk sk 181 sk 315 ok koK
24 Rk KK 182 sHeokok 316 sk skoskook
33 k% 183 kokokok 317 Skokokok ok
50 sk 184 ok koK 318 HoR KK
51 kK 185 sk skoskok 319 ok koK
52 sk 186 sk sk ok ok 320 Kok ok
53 HR KK 187 skeoskeosk sk 321 skoskoskok sk
54 &Kok 188 skoskoskok ok 322 skoskoskok ok
55 sk koskok 189 ksfoskok ok 323 Kok ok ok ok
56 oKk 190 sk skeosk sk sk 324 skoskoskok sk
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57 sk Rk
191 kKK 325 ek
58 sk 192 sk
326 ok skok ok
59 qeoskoskoskeosk 193 L3
327 kKK
60 ok oskok ok 194 sk ok
328 sk
61 ek koskok 195 skskok
K3k 329 seokskeosk
62 ki 196 seoskokok
* 330 o
63 sk skoskeosk 197 skoskoskosk
331 oKk sk
64 ok Rk 198 sk skeosk sk sk
332 ok skeoskok
65 ok koK 199 kokok
K3k 333 sk skeoskosk
66 skoskeoskok sk 200 skeoskoskokosk
334 **
67 skoskeosk sk 201 skeskeoske sk
& 335 skoskoskokosk
68 e sk ok 202 *odokkok
336 sesfeoskokosk
69 skoskoskok ok 203 skskok
&k 337 skoskeosk sk sk
70 seskoskesk 204 Hskokk
* 338 skskeosk sk
71 sfeskeoske skeosk 205 sskokk
S * 339 sk skesk
72 skl skeosk
206 **
340 seoskokskosk
73 seoskokokosk 207 K3k
- 341 sfeskeoske skeosk
sk
208 sskokk 342 sk sk
75 o 209 *x
k3K 343 kKK
76 okok k% 210 ke ke sk sk ok
KRRk 344 Hg R KK
77 seskokskosk
211 | 34 ks
5 kkokk
78 R 212 44
ookl 346 seoskok
79 ok skoskok 213 &%
347 R kK
80 sfeokoskoskok 214 sk skeoskeosk
348 sk Rk
81 KoKk 2 *
15 Hk K 349 sk
82 sk 216 sk
350 skoskoskok sk
83 seokoskoskosk 217 sk
* 351 ok skok ok
84 sk skok sk 218 *kokok ok
352 sk skoskok
85 ok koK 219 koskok ok
- 353 o
seokskosk
220 skeoskosk 354 ok koK
87 sk skoskok 221 Hkoskok
355 stk sk sk
88 ook ok kok 222 &Rk
&k 356 skook sk skook
89 skskosk kok 223 skeskoskosk
90 357 skoskoskok sk
sk skeoske sk sk
224 ** 358 EEE
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91 Kok sk 225 Heok sk koK 359 Heok sk koK
92 PRI 226 ok ok ok 360 Kokt
93 Kok 227 Heokok ok ok 361 Heokok ok ok
94 ®okskk 228 otk sk ok 362 otk sk ok
95 Kk 229 Kk 363 ok ko
9 PRI 230 Hokk 364 Hokok
97 ®oksksk sk 231 Kotk 365 otk sk ok
98 ok 232 otk koK 366 otk koK
99 Hkk sk 233 *% 367 ok sk ok
100 ®oksk sk 234 Kotk sk 368 Kotk sk
101 Kok 235 ok sk koK 369 ok sk koK
102 sk 236 ok o 370 ok o
103 Kook 237 Heokok ok 371 Heokok ok ok
104 ok 238 Kok sk koK 372 Kok sk koK
105 sk 239 ok sk ook 373 ok sk ook
106 PR 240 Heokok ok ok 374 Heokok ok ok
107 ®% 241 otk sk ok 375 otk sk ok
108 sk 242 feok sk sk 376 feok sk sk
109 PR 243 ok ok ok 377 ok ok ok
110 ®oksksk 244 * 378 otk ok ok
111 Kotk 245 ok sk sk ok 379 ok sk sk ok
112 Kk 246 ok sk 380 ok sk
113 PR 247 ook ok ok 381 ook ok ok
114 kst sk 248 otk sk ok 382 otk sk ok
115 ok 249 otk ook 383 otk ook
116 PR 250 Hokok ok 384 Hokok ok ok
117 ®sksksk 251 Heokoksk 385 otk ok sk
118 Rl 252 kK 386 xR
119 PRI 253 Heokok ok ok 387 Heokok ok ok
120 Kotk 254 otk sk sk 388 otk sk sk
121 Kok sk 255 ok sk 389 ok sk
122 ®oksksk 256 Kotk 390 otk sk ok
123 Hoksk s 257 *% 391 ok sk o
124 ®oksksk 258 Hokok ok ok 392 Hokok ok ok
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125 st o o 259 koK 393 koo
126 e o 260 sk ek 394 sk ek
127 o ok 261 PEETE 395 sk
128 sk ok 262 ok ok 396 ® sk
129 ke ok 263 koK 397 kot sk
130 sk 264 koK 398 ok sk
131 oo o 265 PEETE 399 Kk
132 ook o 266 ook ok 400 ®kk ok
133 st s o o 267 ook ok 401 ®sksesk sk
134 ek 268 Kok sk 402 Kok sk sk
135 ®ksk 269 ok 403 ks
136 ®oee ook 270 ®k 404 Kok
137 kst 271 Hok ok 405 T
138 ®oedese s 272 Kok 406 ok sk sk
139 Kk 273 ks 407 ks sk
140 ks 274 ok ok 408 Kotk
141 sk sk 275 P 409 Kotk sk sk
142 ks 276 ok kK 410 Kok sk ok
143 ®kesesk 277 PEErr 411 ok sk
144 ks sk 278 ok koK 412 T
145 sk sk 279 ook ok 413 Hokskok sk
146 sk ek 280 ok kK 414 Kok sk sk
147 ®es ok 281 ok ok 415 Kok sk
148 Kok 282 Hok 416 Kok sk
149 kst 283 Hk 417 Kotk ok sk
150 Kok 284 Kok sk 418 Kotk koK
151 Kk 285 ok 419 ok
152 Kok 286 Rk 420 Kok ok
153 sk 287 ook ok 421 Kotk ok sk
154 Kok 288 ok ok ok 422 Kok sk
155 Kok 289 ok 423 Kok koK
156 ok sk 290 Hok ook 424 ok sk sk sk
157 ®oksksk 291 Fokok ok ok

158 *% 292 ko

HezaBucumo ot TOrO, OBLI JTH I_II/ITI/IpyeMHﬁ JOKYMEHT CHICIIUAJIBHO U MHAWNBUAYAJIBHO YKa3aH KaK BKIIIO-
YeHHBIN TIOCPEACTBOM CCBIJIKU, BCE€ NOKYMCHTBHI, YKAa3aHHBIC B HACTOSIIEH 3aj4BKE, BKJIIOYCHBI IMMOCPEACTBOM
CCBIJIKM B HACTOANIYIO 3aABKY JJIA JIIOOBIX U BCEX IeJIe B TO CTCIICHH, KaK €CJIN OBl KaxJaasa OoTACIbHaA CChIJIKa
ObLIa MTOJTHOCTHIO HU3JIOKEHA B HACTOSIIEH 3asBKe.

HMes noiHOE omucaHue 3asBJICHHOIO I/I306peTeHI/I$I, CriIcuuajiucraM B I[aHHOﬁ 00JIaCTH TEXHHKU JOJIDKHO
OBITH IMOHATHO, YTO TO K€ CaMOC€ MOKHO OCYIHICCTBUTH B IIMPOKOM JUAIIA30HC SKBUBAJICHTOB, HC BJIUAA Ha 005-
€M 3as4BJICHHOI'O I/I306peTeHI/I$I HJIN KOHKPCTHBIC ACIICKThI, OMMMCAHHBIC B HaCTOS[HIeﬁ 3asABKC. Hoapa3yMeBaeTc>1,
YTO OpujiaracMmas q)opMyna I/1306peTeHI/IH JAOJKHA MHTCPIIPETUPOBATHCA KAaK BKJIIOYAKOIAasA BCC TAKHUE 3KBUBa-

JICHTBI.
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OOPMVIIA U30BPETEHUA

1. Coennnenue, BKimovaroniee coenuaenne popmysst (I) wmu (11)

%/I:/\NIX\B 6/'@\]/)(\5
Iz =z

(Ra)n Ra)n
(1) (II)

WJIH €TO0 COJIb,

rae X npencrasisier coboit CHR,, C=0, O, NR;;, unu cBs3b;

R, mpencraBusieT coO0 ITUaHO WK aMUHO;

Ry, mpeacrasiser cob6oit Bogopona wim C_4aIKu,

B mpencrapiser co00i TeTepOIMKITHIL,

IJIc TeTEPOIMKIIUII MPEJCTABIICT COOOW HACHIIIECHHYIO WIIM YaCTHYHO HEHACHIICHHYIO 3-7-4JICHHYIO MO-
HOLMKIMYECKYI0, 6-10-wWICHHYO OUIUMKIHMICCKYI0 WK 13-16-4ICHHYIO MOJUIMKINICCKYIO KOJBICBYIO CHUCTE-
My, cogepkamiyro 1, 2 wim 3 rerepoaroMa B Ka4eCTBE KOJBIICBEIX YWICHOB, HE3aBUCUMO BBIOpaHHBIX U3 N, O mwim
S, r/ie TeTepOLUKIINII SIBISIETCS] HE3aMEeIEHHBIM WK 3aMelieH 1, 2, 3, 4 win 5 3aMecTUTeN MU, KaXIbli U3 KO-
TOPBIX BEIOpaH U3 Ry;

R, He3aBucuUMO BBIOpaH W3 rayioreHa, ruapokcmna, C,jankmna, aMmuHO, CigankmwiaMuHO, (Ci.¢allKum),-
amuHo, ranmoreH-C,_jankunaMuHo, THAPOKCH-C | jankunamuHo, Ci_jankokcu-CjankuinaMuno, Ci,alKHiIaMUuHO-
C4ankmna, C_jankokcd, Cs_joIUKIOUTKIIAMAHO, Cs_1oIHKIOATKIIaMUHO-C | 4alTKuiIa, TETEPOIMKIIAIIA, TeTepPO-
MUKITAIAMAHO, TeTEPOIHKIMIAMUHO-C;_ oIIUKIIOATKIIIA U reTepoapui-C_jankuaaMuHo-C,_4alKnia,

TJie TeTepoapmil MPEACTaBIsICT cOO0H 3-7-4IEHHYI0 MOHOIMKIMYIECKYIO UM 6-10-wieHHYI0 OWUIIMKITNIe-
CKYIO KOJIBIICBYIO CUCTEMY, cOepKaiyto 1, 2, 3 wim 4 reTepoaroMa B KaueCTBE KOJBIICBBIX WICHOB, HC3aBUCH-
Mo BbIOpaHHBIX U3 N, O nin S,

TETEPOIMKIIMI MIPEJCTABISCT COOOM HACHIIICHHYIO WM YaCTHYHO HCHACBHIIICHHYIO 3-7-WICHHYH MOHO-
UKJINYECKYI0, 6-10-wIeHHyI0 OMIMKINYecKylo Win 13-16-wIeHHYIO MOJUIMKINYECKYIO0 KOJIBIIEBYIO CUCTEMY,
conepxairyto 1, 2 win 3 rerepoaToMa B Ka4eCTBE KOJBICBBIX YWICHOB, HE3aBHCUMO BBIOpaHHBIX u3 N, O win S,

C3.1IMKIOANKII MIPECTABISET COOOH HACHIMICHHYIO MM YaCTUYHO HCHACHIIICHHYIO 3-7-4ICHHYIO MOHO-
UKIAYECKYIO KOJIBIIEBYIO CHCTEMY, 1

B K&X/IOM ciy4ae (PeHWI, TeTepoapiil, TeTepOnukiIrI win C;_j(IIUKIOATKII SIBISETCS He3aMEIICHHBIM HITH
3aMelnieH | uim 2 3aMeCcTUTEISIMA, KaXIbIi 13 KOTOPBIX BEIOpaH u3 Rs;

R; HezaBucHMO BeIOpaH 13 ranorena u C_jankuna;

n umeeT 3Hauenue 0, 1 wim 2;

R4 HE3aBHCHMO BBIOpaH M3 reTepoapuia, FeTePOIMKIIIA U (eHHIa,

IJie TeTepoapuil MPEeACTaBIseT co00H 3-7-WIEHHYI0 MOHOIMKIMYECKYIO WM 6-10-4jeHHyl0 OMuuKInye-
CKYIO KOJIBIICBYIO CUCTEMY, coepKamyto 1, 2, 3 wim 4 reTepoaroMa B KAUeCTBE KOJBIICBBIX WICHOB, HC3aBUCH-
Mo BbIOpaHHBIX U3 N, O nim S,

TETEPOIMKIIMI MPEJCTABISACT COOOM HACHINICHHYIO WM YaCTHYHO HCHACBHIIICHHYIO 3-0-WICHHYH) MOHO-
[UKJIMYECKYIO WK 9-10-4JIeHHYI0 OMIMKINYECKYIO KOJIBIIEBYIO CUCTEMY, cofeprkainyto 1, 2 uin 3 rerepoatoma
B KaUeCTBE KOJIBIIEBBIX WICHOB, BRIOpaHHBIX M3 N, O u S, u

B K&XKIOM ciTydae (peHMII, TeTepOoapuI WIHN TeTePOIIKINI SBISETCS He3aMeIIeHHBIM WK 3aMereH | mmm 2
3aMECTHTEIISIMH, KOKIBIH U3 KOTOPHIX BEIOpaH n3 Rs;

R5 HE3aBHCHMO BBIOpaH W3 raJioTeHa, THAPOKCHIIA, IIHaHo, HUTPo, C_jankwia, neitepo-C,_salikuia, aMHHO,
C4ankmnamMuno, aMuHO-C | jankuna, Tuapokeui-Ci jankuna, Ciankmwikapoonmna, C4ainkokcu, C4alKuiITHo
n C;_1lIAKI0QNIKHIIA.

2. CoenuHenue 1o 1.1 win ero counb, rae X BeiOpaH u3 NRy, U CBs3H.

3. Coennrenue no 1.1 mwim ero coib, rae B mpezcrasisier co0oi reTeponmKiInI, BEIOPaHHBIH W3 a3eTUIMHIIIA,
TeTparuapodypaHmia, THPPOIHUIAMHINIA, MUICPUINHIUIA, THNepasuHmwa, 1,4-nmuasenanmia, 1,2-urunponupuIiHII,
1,2,5,6-teTparuapormpuauamia, 1,2,3,6-TeTparuaponupiInHIiIa, TekcaruapourkionenTamuppoin-(1H)-wna, rekcarua-
pormppoio| 3,2-b]muppon-(2H)-nna, rexcarnmpormpporo| 3,4-bmuppon-(2H)-una, (3aS,6aS)-rekcarnnpornmppoio|3,4-
b]mppon-(2H)-una, rexcaruapormppono|3,4-bJmuppon-(1H)-umna, (3aS,6aS)-rexcarnapormppono|3,4-bJmappon-(1H)-
mia, (3aR,6aR)-rexcaruapormppono|3,4-b]muppon-(1H)-una, rekcaruapormppono|3,4-cmappon-(1H)-mna, (3aR,6aS)-
rekcaruaporppoto| 3,4-cJmuppon-(1H)-wmna, okraruapo-2H-mmuppono[3,4-¢ mupuauaia, okraruapo-SH-mmppono[3,2-
clmupuauana,  okTaruapo-6H-mppono[ 3,4-b|mupunuamna,  (4aR,7aR)-oxrarunpo-6H-mmppono[3,4-bmupunuania,
(4aS,7aS)-okraruapo-6 H-uppoino[3,4-bmupumuaima, rekcaruapormppoio| 1,2-a]mupasus-(2H)-ona, rekcarumpormp-
poso[ 1,2-aJmmupasun-(1H)-wmna, (7R,8aS)-rekcarumporpposo| 1,2-aJmupaszua-(1H)-wmna, (8aS)-rexcaruapormppornol[1,2-
aJmapasua-(1H)-mma, (8aR)-rexcaruapormppornol 1,2-a]mapasun-(1H)-mma, rexcarmapo-1H-muxmo6yra[1,2-c:1,4-c'| -
nmppon-(3H)-una, (8aS)-oxraruaporupposo| 1,2-ajmapasun-(1H)-mma, (8aR)-okrarunpormppono|1,2-a]mupasus-(1H)-
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wia,  okrtaruapo-2H-mmpuno[ 1,2-ajmmpasuamna,  rexcaruaponmppono|3,4-b][1,4]okcasnn-(2H)-nma,  S-azacrm-
po[2.4]rentanmna, 2-okca-6-azacrmpo|3.4]okranmia, 3-a3a0uiukio[3.1.0]rexcanmna, 8-azaburmkiio]3.2.1]okTaHuna,
(1R,5S)-8-azaburmkno[3.2.1]okranmna, 8-azaburmkno[3.2.1]okT-2-eH-una, (1R,5S)-8-azaburmkino[3.2.1]okr-2-eH-1na,
9-azabmmkio[3.3.1]HoHanmna, (1R,5S)-9-azabmmmkio[3.3.1]HoHanuna, 2,5-muazadummkio[2.2.1]renranmia, (1S,4S)-
2,5-mnazabummkiio[2.2.1 Jrenranmna,  1,4-nua3adbummkio[3.1.1]renrarmma,  3,6-muazabunmiiio|3,2,0renranmna,  2,5-
nrazaburmiino[2.2.2|oktanmwia, 1,4-muazabummiono|3.2.1]okranmna, 3,8-muazabunmiono|3.2.1]okranmna, (1R,5S)-3,8-
nrazaburmiio] 3.2. 1 JokTaHma, 1,4-muazaburmkiio[ 3.2.2|HoHanmwna,  asacrmpo[3.3|renranwma, — 4,7-auazacnu-
po[2.5]okTanma, 2,6-muazactupo[3.3renTan-2-wia, 2,6-nuazactupo|3.4]okranmia, 1,7,-mmazacimpo[4.4HoHaHMITa,
1,7-muazactiipo[3.5|HoHanuna,  2,6-nuazactiipo[3.5]HoHanmna,  2,7-muazacrupo[3.5|HoHaHMna,  S,8-nuasaciu-
po[3.5]Honanuna, 2,7-muazactiupol4.4]nonanuna, 2,7-quazactmpo[4.5]nekanmna, 2,8-nuazactupol4.5]nekanuna, 6,9-
Jazacrpo[4.5neuuna u 7—a3azmcr11/1po[5.1.58.36]reKcazLeKaHHﬂa, I/l TeTePOLMKIMI SBJISIETCS HE3aMEIICHHBIM MU
3amertieH 1, 2, 3, 4 wim 5 3amectuternsmu R,.

4. CoenuHenue 1o 1.1 Wiu ero colb, rae B mpepcTaBiseT co00i TeTepOUUKIIIII, BEIOPAHHBIN U3 THPPOIIU-
JMUHWJIA, THICPUANHIIA, MUICPA3sUHIIA, TeKcaruapolukioneHTanuppoi-(1H)-uma, rekcaruapomuppoino|3,2-
bJmuppon-(2H)-una, rexcaruapormppono[3,4-blmuppon-(1H)-una, (3aR,6aR)-rekcaruapomnuppoio[3,4-b]mup-
pon-(1H)-una, rexcaruaponupposio|3,4-clmuppon-(1H)-umna, oxraruapo-2H-nmupporo[3,4-clnupuanHania, oKTa-
ruapo-SH-mmppono[3,2-cJmupunuania, okraruapo-6H-muppono[3,4-bnupuananna, rekcaruaporuppoiofl,2-
a]mupasus-(1H)-wmna, rexcaruaponuppoio[3,4-b][1,4]okcazun-(2H)-mma, 5-azacrmpo[2.4]renranmna, 2-okca-6-
azacrimpo[3.4]okranmina,  3-azabmmmkio[3.1.0]rekcanuna, 8-azabunmkino[3.2.1]Jokranmma,  9-a3a0uIUK-
n0[3.3.1]HoHanwmNa, 2,6-nuazacnupo[3.3]renTanuna, 2,6-muazactmpo|3.4]okTanuna, 1,7,-nnazacmm-
po[4.4]nonanuna, 1,7-nuazacnupo[3.5]Honanmna, 2,6-auazacnupo[3.5]HoHanuna, 2,7-nuazacnupol3.5]HoHa-
Huia, 2,7-nuazacnupo[4.4]HoHanuna, 2,7-nuazacnupo[4.5]nekanuna, 2,8-auazacnupol4.5]nexanuna, 6-okca-
2,9-nmuazacnupo[4.5]nexannna u 2,9-nua3zacnupo[S.5]yHaekanuna, Tae FeTepOLUKIN SIBISIETCS He3aMEeIeHHbIM
WM 3aMelnieH 1, 2, 3, 4 uinu 5 3amectutensamu R,.

5. Coennnenue no 1.1 wim ero couss, rae Ry mpencrasmser co0oit rerepoapui, BEIOpaHHBINH M3 THEHUIIA,
1H-upazomuna, 1H-umupazommmna, 1,3-Tmasonuna, okcasonmia, 1,2,4-oxcamgmazonwna, 1,3,4-okcaanasonmia,
1,2,4-tmagnazonuna, 1H-1,2,3-tpuazommna, 2H-1,2,3-tpuazonmna, 1H-1,2,4-tpuazommna, 1H-teTpazonwmna, 2H-
TeTpa3onwia, nupuauHwia, nupuaud-2(1H)-on-nna, mupumunuania, mupuMmunni-4(3H)-oH-nna, nupuIa3uHA-
nma, nupunaszud-3(2H)-on-una, 1,2,4-tpuasunnna, 1,3,5-tpuasununa, 1H-unpomwra, 1H-wamazommma, 2H-
WHIA30JI1IIa, MHIOJIM3NHIIA, OeH30ypaHmia, OenzoTruenmna, 1 H-6ensnmunazonnna, 1,3-6en3okcazonmia, 1,3-
O6enzornazommia, 1,3-6eHzoanokconmna, 1,2,3-6en3orpuazommna, 9H-mypununa, ¢pypo[3,2-bJmupununaumna, Qy-
pol[3,2-clmupunuamna, ¢ypo[2,3-cjmupuaunmna, 1,3-okca3ono[5,4-b]mupuannmna, THEHO|[3,2-Cc|NHPUIUHILIIA,
tueno|2,3-dJmupumunuanna, 1H-muppono[2,3-b]nupuaunmna, 1H-tmppono[2,3-c]nmupuanania, nupposofl,2-
ajmupuMuanHUIa, TUppoio[l,2-ajnupasunmina, nuppoio[l,2-blmupunazuanna, nmpasosno[l,5-anupununnia,
nupasono| 1,5-aJmupunuanna,  1H-nupasono[3,4-bJnupasunmna,  1H-nupazono[3,4-blmupnananna,  1H-
npasono[3,4-bJuupuaunmna,  1H-mupasono[3,4-clmupuanauna,  1H-nupasono[3,4-clnupuauamna,  1H-
nupasono[4,3-blnupuaunmna, 1H-nmpazono[4,3-blmmpuanauna, 1H-nupazono[4,3-dJnmupumuananna, 2H-
nupazodio[4,3-b]mupunuamna, 2H-mmpaszono[4,3-cJmupuauamna, SH-mupposo[2,3-b|mupasuamna, nupazoino|1,5-
a|nupasuania, uMuaaso[ 1,2-ajmupunuania, umunasol 1,2-a|nupuauamia, uMuaasol 1,2-a]mupuMuIuHIIa, MU=
naso[1,2-ajmupumuauamia, wMuaaso[1,2-cjnupumuauamia, wuMmunasol 1,2-bnupuaasunmwia, wMugasoll,2-
blmupuaasunmia, umunaso[l,2-ajnupasunmwia, umuaaso[l,2-ajmupasunmna, 1H-umugazo[4,5-b]nupunrnumia,
3H-umunazo[4,5-b Jmupuananna, nmuaas3o[2,1-b][1,3]trazonmna, nmuaaszol2,1-b][1,3,4]tnagnazomnmna,
[1,3]okcazomo[4,5-b]mupuauanna, [1,2,3]tpuazomno[ 1,5-a]nupumuamna, [1,2,3]rpuazono1,5-ajnupunuamna, 1H-
[1,2,3]rpuazono[4,5-b|mupuauauna, 3H-[1,2,3]tpuazono[4,5-bmupunuamna, Ttetpasono[l,5-a|mupuanaua,
TeTpasono| 1,5-b|nupunasuanina, XHHONIWHWIA, U30XHHOJIWHWIA U XWHOKCATHHUIIA, TJIC TeTePOapuil SBISACTCS
HE3aMCIICHHBIM WK 3aMelieH 1 wmu 2 3amectutensiMu Rs.

6. Coenmnenue no 1.1 wim ero couss, rae Ry mpencrasnser co0oit rerepoapui, BEIOPaHHBINH M3 THEHUIIA,
1H-nupazonuna, 1H-umunazonuna, 1,3-tmazonuna, okcazonuia, 1,3,4-okcamuazonuia, 1,2,4-Tuaamnaszomnuia,
1H-1,2,3-tpuazonuna, 2H-1,2,3-tpuazonmna, 1H-1,2,4-tpuazonmuna, 2H-reTpa3onuia, TUPpUIUHIIA, TTHAPUAMUIH-
Huta, nupumunnH-4(3H)-on-una, mwpumasuHwia, nupuaasui-3(2H)-on-una, 1,2,4-tpuasunwmwna, 1,3,5-
Tpuasunmwia, |H-ungasonmuma, 1H-6ensumupazonmna, 1,3-6eH3okcazonmma, 1,3-6enzoawokconmna, 1,2,3-
Oenzorpuazonmna, 1,3-okcazono[5,4-b|mupunuamna, 1H-mmpasono[3,4-blnupasuanna, 1H-mmapaszomno[3,4-
blmupuanamna,  1H-mmupasono[3,4-cJmupunuanna,  1H-mupazono[4,3-bJmupuananna,  1H-mmpasono[4,3-
djmupumunnanna, SH-mmppono[2,3-b|nupasuamna, wmunaso[l,2-ajmupunuamna, wuMugasol1,2-b]mupuna-
3uHWIA, uMHUnaso[l,2-ajmupasunmna, 1H-umwmnaszo[4,5-b]mupuauamna,  3H-umunaso[4,5-bmupunuanna,
[1,2,3]rpuazono[1,5-a]mupuauamna, 1H-[1,2,3]Tpuazono[4,5-b]mupuauauna, 3R-[1,2,3]tpuazono[4,5-b]mupu-
JIMHWIA, TeTpasono|1,5-ajmupunnania, Terpaszono[1,5-blnupruaasuunia 1 XHHONMHIIA, T TETepoapuil sBIIs-
eTCsI He3aMCIIICHHBIM HJIHM 3aMeIIeH | wiu 2 3aMecTuTensIMu Rs.

7. CoenuHeHHe 10 1.1, T/Ie COCTUHEHUE MPEACTABISACT COOON COJb COCAMHCHHS, BEIOPAHHYIO M3 THIPO-
xJopuaa, TuapodpomMuna, TpudTopaneTara, GopMuara, IMTHAPOXIOPUIA, TUTHAPOUOIUAA, TPUTHIPOXIOPHIA,
TeTParuApOXIOpUIa, AUTHAPOOPOMHUAA U TUTPUPTOpaLIeTaTa.
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8. CoelMHEHME WU €T0 COJIb, BRIOPAHHOE U3 IPYIIIHI, COCTOSIIEH U3 CIeIYIOMNX:

5-(5-metnin-1,3-okcazon-2-mn)-2-{3-[metnin(2,2,6,6-rerpamermimnunepuanH-4-min)aMuto] - 1,2 ,4-Tpra3nus-
6-un} penou;

5-(2-meToxcunupuauH-4-mi)-2- {3-[metun(2,2,6,6-reTpaMe THITHICpU TUH-4 -1 )aMuHO |- 1,2,4-Tpra3uH-6-
Wi} peHor;

2-{3-[meTtun(2,2,6,6-TeTpaMeTHIIITATICPU AMH-4-11)aMHUHO |- 1,2,4-Tpra3un-6-mi } -5-(1H-1,2,3-tpuazon-4-
nn)denou;

4-(3-ruapoxcu-4-{3-[metnin(2,2,6,6-TeTpaMe THITTUIICPUINH-4-11)aMIHO |- 1,2 ,4-Tprua3uH-6-1i1 } eHWIT)TH-
puIuH-2-07;

5-(3-metnn-1H-mupazon-4-un)-2-{3-[metnin(2,2,6,6-rerpameTriimnunepuanH-4-mi)aMuto| - 1,2,4-rpuaznus-
6-ui} penou;

2-{3-[meTun(2,2,6,6-reTpameTmimunepuanH-4-mr)amMmuHo |- 1,2,4-tpuazun-6-nn} -5-(1,3-okcazon-2-nmi)de-
HOJ;

2-{3-[meTnn(2,2,6,6-rerpameTmiinunepuanH-4-min)amMuo|-1,2,4-rpruasnH-6-mi} -5-(nmupuauH-4-wmn)deHor;

5-(2-metunmmupuana-4-un)-2- {3-[metrin(2,2,6,6-TeTpaMe THIIHTIEpUIUH-4-1i1)aMuHo |- 1,2 ,4-Tpra3uH-6-
Wi} peHour;

5-(4-metun-1H-umunazon-1-mn)-2-{3-[meTmin(2,2,6,6-reTpaMe THinunepuanH-4-wmin))amuHo |- 1,2 ,4-tpua-
3UH-6-111 } heHouT,;

5-(1H-mmupazon-4-mm)-2-{3-[(2,2,6,6-TeTpameTunnunepuanH-4-mi)okcu]- 1,2 ,4-Tpua3ua-6-ui } peHor;

5-(3-¢rop-1H-upazon-4-mmn)-2-{3-[metrin(2,2,6,6-TeTpaMe THIIUATICPUAUH-4-11)aMUHO |- 1,2 ,4-Tpra3uH-6-
Wi} peHou;

5-(1H-mmupazon-4-un)-2-{3-[(2,2,6,6-TeTpaMeTHITHIePUIUH-4-11)aMuHO |- 1,2 4-Tpra3uH-6-ui } peHo;

5-[1-(*H3)merun-1 H-mupason-4-mn]-2- {3-[metun(2,2,6,6-TeTpaMeTHIMHIEpUHH-4- 11 )aMHHO |- 1,2, 4-Tpu-
a3uH-0-111 } PeHo;

2-{3-[metnn(2,2,6,6-rerpameTmiinunepuanH-4-mi)amMuno]- 1,2,4-rpuaznH-6-uin } -5-(1 H-nmpazon-4-nm)de-
HOJ,

5-(1-metun-1H-mmpa3zon-4-un)-2-{3-[metmn(2,2,6,6-TeTpaMe THIIITHIIEPUAHH-4-1J )aMHHO |- 1,2 ,4-Tpra3uH-
6-un} penou;

2-{3-[meTtnin(2,2,6,6-TeTpaMeTHIIITATICPUANH-4-11)aMUHO |- 1,2 ,4-Tpra3uH-6-mi } -5-(1 H-mupazon- 1 -um)de-
HOJ,

5-(3-¢rop-1-metnin-1H-mmpazon-4-un)-2- {3-[meTmin(2,2,6,6-TeTpaMe THANHIIEpUANH-4-1i1 )aMuHO |- 1,2 ,4-
TpHua3uH-6-11 } heHoT;

2-{3-[meTun(nmunepuanH-4-mi)amuHo -1,2,4-tprazns-6-mi} -5-(1 H-nupazon-4-ni)penon;

2-{3-[meTun(nmunepuanH-3-mi)amMuHo - 1,2 ,4-TpraznH-6-mi} -5-(1 H-nmpazon-4-ni)penon;

2-(3-{[(1R,38S,5S)-8-aza0urukio[3.2.1 JokraH-3-mi](MeTHa )aMuHO } - 1,2 ,4-Tpuazun-6-1mn)-5-( 1 H-tupazon-
4-nm)denom;

2-(3-{[(1R,38S,5S)-9-a3abuunkmno[3.3.1]nonan-3-un|(merun)amuno } - 1,2,4-tpuasun-6-nin)-5-(1 H-nupazon-
4-wmi)deHor;

2-{3-[metnn(2,2,6,6-TeTpaMeTHIIITATICPUANH-4-11)aMUHO |- 1,2,4-Tpra3uH-6-mi } -5-(2-metun-2H-1,2,3-
TpHuazon-4-ui)deHor;

2-{6-[meTtnin(2,2,6,6-TeTpaMeTHIIITATICPUANH-4-11)aMUHO |- 1,2 ,4-Tpra3uH-3-wmi } -5-(1 H-mupazon-4-um)de-
HOT,

(6-(2-runpokcu-4-(1 H-nupazon-4-un)pennn)-1,2,4-rpuasun-3-ui)(2,2,6,6-reTpaMe THIHIEPUIUH-4 -
WJI)METaHOH;

(3-(2-runpokcu-4-(1 H-nupazon-4-un)pennn)-1,2,4-rpuasun-6-ui)(2,2,6,6-reTpaMe THIIHIEPUITUH-4 -
WJI)METaHOH;

2-(6-(2-ruppokcu-4-(1H-nupazon-4-un)pennn)-1,2,4-rpuazun-3-mn)-2-(2,2,6,6-rerpaMe THINUIEPUITH-4 -
WJT)alleTOHUTPUI;

2-(3-(2-ruapoxcu-4-(1H-mupazon-4-mr)dennn)-1,2,4-tpuazua-6-un)-2-(2,2,6,6-TeTpaMe THITUTICpUTAH-4 -
WJT)alleTOHUTPUIT,

2-(3-(amun0(2,2,6,6-TeTpamMe THITIUNICpUIUH-4 - )MeTHI)- 1,2 ,4-Tprasznn-6-nn)-5-(1 H-nmupazon-4-wm)de-
HOJ,

2-(6-(amun0(2,2,6,6-TeTpamMeTHITIUNICpUIUH-4-T)MeTHI)- 1,2 ,4-Tprasun-3-nn)-5-(1 H-mupazon-4-wm)de-
HOT,

2-(3-(metmin(2,2,6,6-TeTpaMeTHIANIMIEPU INH-4-11)aMUHO )- 1,2 ,4-Tprnasun-6-uin)-5-(1,3,5-Tpuazun-2-nm)de-
HOJ;

2-(6-(metmi(2,2,6,6-TeTpaMeTHINMIEPUIH-4-11)aMuHO )- 1,2 ,4-Tpnasus-3-un)-5-(1,3,5-tpuasun-2-nm)de-
HOJ;

4-(3-runpoxcu-4-{3-[meTrin(2,2,6,6-TeTpaMe THIIMUIICPUANH-4-FJT)aMUHO |- 1,2 ,4-Tpua3suH-6-1i } peHm ) -
1,3,5-Tpuazun-2-o;

4-(3-ruapoxcu-4-(6-(metnin(2,2,6,6-TeTpaMeTHIIUATICPUIUH-4-1J1)aMHHO )- 1,2 ,4-Tpra3uH-3 -1t heHIIT) -
1,3,5-Tpuazun-2-o;
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5-(4-amuHo-1,3,5-Tprazun-2-un)-2-(3-(metmn(2,2,6,6-TeTpaMeTHITHIICPUIUH-4-1T)aMIHO )- 1,2 4-TpHa-
3UH-6-1T)(pEeHOT;

5-(4-amuno-1,3,5-Tprazun-2-mn)-2-(6-(metun(2,2,6,6-TeTpaMeTHIIIATIEpUIAH-4- T )aMiHO)- 1,2 ,4-TpHa-
3UH-3-11)EHOIT;

5-(4-xyop-1,3,5-tpuazun-2-un)-2-(3-(metnn(2,2,6,6-TeTpaMe THIMTUNIEpUIANH-4- T )aMUHO) - 1,2 ,4-Tpra3uH-
6-un)deHor,

5-(4-xyop-1,3,5-tpuazun-2-un)-2-(6-(metnin(2,2,6,6-reTpaMe THITUNIEpUIANH-4-WT)aMUHO) - 1,2 ,4-Tpra3uH-
3-un)denor,

2-(3-(metmin(2,2,6,6-TeTpaMeTHINUIEPU IMH-4-11)aMHHO)- 1,2, 4-Tprasun-6-mi)-5-(5-metni- 1 H-nupazon-
4-nm)denom;

2-(6-(metni(2,2,6,6-TeTpaMeTHIANNIEPUIMH-4-11)aMUHO )- 1,2, 4-Tprasus-3-wmi)-5-(5-metmn- 1 H-nupazon-
4-nm)denom;

5-(5-x10p-1H-tupazon-4-wmn)-2-(3-(metmin(2,2,6,6-TeTpaMe THINHTICPUH-4-1T)aMHHO ) - 1,2, 4-Tpra3uH-6-
wi)deHom;

5-(5-xyop- 1 H-mupa3zoin-4-nmn)-2-(6-(metmn(2,2,6,6-reTpaMe THINHIEpU AUH-4-1i1 ) aMuHO )- 1,2 ,4-Tpra3nuH-3 -
nn)denou;

4-(3-ruapoxcu-4-(3-(metnn(2,2,6,6-TeTpaMeTHIIUATICPUAUH-4-1J1)aMHHO )- 1,2 ,4-Tpra3uH-6-wmi)dpenwn)- 1 H-
MTUPa30JI-5-KapOOHUTPHUIT,

4-(3-ruapoxcu-4-(6-(metnn(2,2,6,6-TeTpaMeTHIIUATIEPU AUH-4-1J1)aMHHO )- 1,2 ,4-Tpra3un-3-wmin)penwn)- 1 H-
MUPa30JI-5-KapOOHUTPNUIT,

5-(1,5-mumernn- 1 H-nupazon-4-mn)-2-(3-(metmin(2,2,6,6-reTpaMeTHANUIEpUINH-4 -1 )aMuHO )- 1,2, ,4-Tpua-
3UH-6-1T)(pEeHO;

5-(1,5-mumernn-1 H-nupazon-4-mn)-2-(6-(metmin(2,2,6,6-reTpaMeTHANUIEpUINH-4 -1 )aMuHO )- 1,2, ,4-Tpua-
3UH-3-11)(pEeHOT;

5-(5-xn0p-1-meTun-1H-nmupazon-4-mn)-2-(3-(metnin(2,2,6,6-TeTpaMe THIITUICPUIUH-4 -1 ) aMUHO )- 1,2 ,4-
TpHa3uH-6-1T)(HEeHOT;

5-(5-xsop-1-metnin- 1 H-upazon-4-un)-2-(6-(metnn(2,2,6,6-TeTpaMme THITUNIEpUINH-4 - 1T )aMUHO ) - 1,2,4-
TpHa3uH-3-m1)(HeHoT;

4-(3-ruapoxcu-4-(3-(metun(2,2,6,6-TeTpaMeTHIIUATICPU IUH-4-1J1)aMHHO )- 1,2 ,4-Tpra3uH-6-wm) peHmn)- 1 -
MeTmi- 1 H-nupa3on-5-kapOoHUTPHIT;

4-(3-ruapoxcu-4-(6-(metnn(2,2,6,6-TeTpaMeTHIIUATICPU AUH-4-1J1)aMHHO )- 1,2 ,4-Tpra3uH-3-wmi) peHmn)- 1 -
metwii- 1 H-niupasoin-5-kapooHuTpur;

5-(4-¢rop-1H-nmunazon-1-mn)-2-{3-[metnn(2,2,6,6-reTpameTiimunepuanH-4-mi)aMuno | - 1,2 ,4-rpuazun-
6-ui} penou;

2-{3-[metnn(2,2,6,6-rerpameTminunepuanH-4-mn)amMuno]-1,2,4-tpuazun-6-nn} -5-(3-metnn-1H-1,2,4-tpu-
azod-1-um)deHor;

2-{3-[(1-meTtnunnunepuanH-4-uin)amMuto]-1,2,4-rpuazna-6-un } -5-(1 H-mmpazon-4-nin)penon;

2-{3-[meTtnn(2,2,6,6-TeTpaMeTHIIITHIICPU AMH-4-1J1)aMHHO |- 1 ,2,4-Tpra3uH-6-1i } -5-(TnodeH-2-11) heHOT;

2-{3-[meTtnn(2,2,6,6-TeTpaMeTHIIITATICPUAUH-4-11)aMHUHO |- 1 ,2,4-Tpra3uH-6 -} -5-(4-metuntruoden-2-
nn)denou;

5-(4-metokcu-1H-tupazon-1-wmn)-2-{3-[metmn(2,2,6,6-TeTpamMme THinunepuanH-4-wmi))amuHo |- 1,2 ,4-Tpua-
3UH-6-111 } heHouT,;

4-(3-runpoxcu-4-{3-[meTin(2,2,6,6-TeTpaMe THIIMUICPUANH-4 -1 )aMUHO |- 1,2, 4-Tpra3un-6-mi } permn)-1-
Metwinupuanl-2(1H)-ow;

5-(3-xy0p-1H-tupazon-4-mn)-2-{3-[metun(2,2,6,6-TeTpaMe THITHIICPU TN H-4-11)aMuHO |- 1,2 ,4-Tpua3uH-6-
wi} peHou;

2-{3-[meTnn(2,2,6,6-reTpameTminunepuanH-4-min)amMmuno]-1,2,4-rpuasnn-6-mi} -5-(1,3-trazon-2-nmi)de-
HOJ;

5-(4-xsop-1 H-umunazon-1-um)-2- {3-[metwrn(2,2,6,6-TeTpaMe THIITATIEpUAUH-4-11)aMuHO | - 1,2 ,4-Tpra3uH-
6-un} penou,

2-{3-[metnn(2,2,6,6-TeTpaMeTHIIITATICPU AUH-4-11)aMHUHO |- 1 ,2,4-Tpra3uH-6 -1 } -5-(upuna3ua-4-wmn) pe-
HOJ,

5-(6-MeTunmupuaa3zuH-4-mn)-2-{3-[metmn(2,2,6,6-TeTpamMme THIAHIEpUINH-4-11)aMuHO |- 1,2 ,4-Tpra3nH-6-
Wi} heHor;

2-{3-[metun(2,2,6,6-rerpameTmimnunepuant-4-min)amMuno)-1,2,4-tpuazun-6-nn} -5-(1-metnn-1H-1,2,4-tpu-
a3oi-3-un)deHor;

2-{3-[metnn(2,2,6,6-rerpamermnunepuant-4-min)amuno]-1,2,4-rpuaznn-6-min} -5-(2H-1,2,3-rprazon-2-
wi)deHom;

2-{3-[metnn(2,2,6,6-rerpamerminunepuant-4-min)amMuno]-1,2,4-tpuasnH-6-mi} -5-(2-metun-1,3-tnazon-5-
wi)deHom;

2-{3-[metnn(2,2,6,6-TeTpaMeTHIIATIEpUANH-4-11)aMUHO |- 1,2 ,4-Tpra3uH-6-wmn } -5-(1,2,4-Tnagnazon-5-
nn)denou;
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2-{3-[metnn(2,2,6,6-TerpameTminunepuanH-4-mi)amMuno]-1,2,4-rpuaznH-6-mn } -5-(3-metmin- 1,2 ,4-ruaau-
a3o0J1-5-ui)deHo;

2-{3-[(3-pTOp-2,2,6,6-TeTpamMeTIIIIATIEpUIUH-4- 11 ) (METHIT )JaMuHO |- 1,2,4-Tprasun-6-nn } -5-(1 H-mupazon-
4-mi)peHor;

1-[1-(3-ruapoxcu-4-{3-[metmin(2,2,6,6-reTpamMe THIMUIICPUANH-4 -1 )aMIHO |- 1,2,4-Tpra3uH-6-1 } eHIIT)-
1H-ntupa3zoin-4-uijstan-1-oH;

2-{3-[metnn(2,2,6,6-TeTpaMeTHIIIATIEPUANH-4-11)aMUHO |- 1 ,2,4-Tpra3uH-6-min } -5-(4-metun-2H-1,2,3-tpu-
a30J1-2-1i1)pEeHOT;

2-{3-[meTnn(2,2,6,6-reTpameTminunepuanH-4-min)amMuo|-1,2,4-rpruasnH-6-mi} -5-(mupuauH-3 -min)deHo;

2-{3-[meTnn(2,2,6,6-reTpameTminunepuanH-4-min)amMuo]-1,2,4-rpruasnH-6-mi} -5-(mupuauH-2 -1 ) eHo;

5-(3-¢rop-1H-nupazon-4-nn)-2-{3-[(2,2,6,6-rerpamernnnunepuant-4-mi)okcu]-1,2,4-rpuazun-6-min } de-
HOJ;

5-(3-¢rop-1H-nmpazon-4-mn)-2-{3-[(2,2,6,6-rerpameTrimnunepuant-4-mi)aMuHo | - 1,2 ,4-rpuaznH-6-
Wi} peHou;

5-(2-metun-1,3-okcazon-5-mm)-2-{3-[merun(2,2,6,6-TeTpaMeTHIITATIEPUIUH-4-1T)aMuHO |- 1,2 ,4-TpHra3uH-
6-un} penou;

5-(1-metun-1H-umunazon-4-mn)-2-{3-[metmin(2,2,6,6-reTpaMe THiIHIIepu ANH-4-1i1 )aMuHO |- 1,2 ,4-Tpua-
3UH-6-111 } HeHoT;

5-(1-metun-1H-mmapa3zon-3-un)-2-{3-[metmin(2,2,6,6-TeTpaMe TUIIITHIIEPUIHH-4-1J )aMHHO |- 1,2 ,4-Tpra3uH-
6-un} penou;

2-(3-{[(1R,35,5S)-9-meTnn-9-azadunukio[3.3.1 JHoHan-3-mwi|amuHO } -1,2,4-Tprazun-6-un)-5-(1 H-mpa-
3011-4-n11)heHo;

2-(3-{[(1R,31,5S)-8-azabumukio[ 3.2.1]okran-3-unlamuno } - 1,2,4-tpraznH-6-mn)-5-(1 H-nmupazon-4-wum) de-
HOJ;

2-{3-[metun(2,2,6,6-rerpamerminunepuant-4-mi)amuno]-1,2,4-rpuaznn-6-min} -5-(1H-1,2,4-rpuazon-1-
nn)denou;

5-(mmupazo[ 1,2-a]mupasun-6-mm)-2-{3-[metnn(2,2,6,6-TeTpamMe THITIUTIEpUIUH-4- 1T )aMuHO |- 1,2 ,4-Tpra-
3UH-6-111 } heHoT,;

5-(5-metun-1,3,4-oxcaguazon-2-mn)-2-{3-[Metnn(2,2,6,6-rerpame THIIIUNICpUINH-4- 1T )aMuHO |- 1,2,4-Tpu-
a3WH-6-111} HEeHOIT;

2-{3-[(2,6-qumeTramunepuauH-4-mn)okcu|-1,2,4-rpuaszud-6-wmi} -5-(1 H-mupazon-4-un)peHon;

2-{3-[meTnn(2,2,6,6-reTpameTminunepuanH-4-min)amMuHo|-1,2,4-TpruasnH-6-mi - 5-(mupasus-2-1i) heHor;

2-{3-[metun(2,2,6,6-reTpameTmiinunepuanH-4-min)amMuHo|-1,2,4-rpruasnH-6-mn} -5-(nmupunazus-3-mn) de-
HOJ;

2-{3-[meTnn(2,2,6,6-reTpameTmimunepuAnH-4-mr)amMuHo |- 1,2,4-Tpuasun-6-un } -5-(MupuUMHIHH-2-11) e-
HOJ;

2-{3-[meTun(2,2,6,6-TeTpameTmimunepuAnH-4-mr)amMuHo |- 1,2,4-Tpuasun-6-ni | -5-(MupUMHIHH-5-11) e-
HOJ;

2-(3-{metun[(1R,3s,5S)-9-meTnn-9-azabummkio[3.3. 1 JHonan-3-mi|amuno } - 1,2,4-rpuasun-6-mm)-5-(1H-
mupas3od-4-wmi)heHour,

5-(4-metoxkcu-1,3,5-tpuasun-2-mn)-2-{3-[Metnn(2,2,6,6-rerpame THIIIUTIEpUTUH-4- 1T )aMuHO |- 1,2 ,4-Tpra-
3UH-6-111 } HeHouT,;

5-(1H-umunazon-1-mm)-2-{3-[metnn(2,2,6,6-TeTpaMe THIMHIICPUINH-4-1T)aMIHO |- 1,2, 4-Tpra3uH-6-
wi} peHou;

1-(3-runpoxcu-4-{3-[metmi(2,2,6,6-TeTpaMeTHINNIEPHINH-4-1T)aMHHO |- 1,2 ,4-Tprua3suH-6-1i | peHumI)-
1H-npa3zon-4-om;

2-{3-[meTun(2,2,6,6-reTpameTmimunepuanH-4-mr)amMuHo |- 1,2,4-tpuazun-6-nn} -5-(1,3-oxcazon-5-mi)de-
HOJ;

5-(mmupazo[ 1,2-b|mupugazun-6-nm)-2-{3-[metun(2,2,6,6-TeTpaMeTHIITATIEpUANH-4-1T)aMuHo |- 1,2 ,4-TpH-
a3MH-6-111} heHOIT;

5-(4-¢rop-1H-upazon-1-mm)-2-{3-[metnn(2,2,6,6-TeTpaMe THIIUATICPUAUH-4-11)aMUHO |- 1,2 ,4-Tpra3uH-6-
Wi} heHo;

5-(4-metun-1H-mmapa3zon-1-un)-2- {3-[metmn(2,2,6,6-TeTpaMe TUIIITHIIEPUAHH-4-1J )aMHHO |- 1,2,4-Tpra3uH-
6-un} enou,

2-[3-(2,7-mna3zacnupo[3.5|Honan-7-nn)-1,2,4-rpuasun-6-ui]-5-(1 H-nupazon-4-nn)penoun;

2-[3-(2,7-mna3zacnupo[ 3.5 |Honan-2-nn)-1,2,4-tpuasun-6-ui|-5-(1 H-nupazon-4-nn)penoun;

5-(1H-uanazon-5-um)-2-{3-[metnn(2,2,6,6-TreTpamMe THINIHIIEpUIUH-4-1T)aMUHO |- 1,2 ,4-Tpra3uH-6-ui } e-
HOJ;

5-(4-dproprmpuann-2-mn)-2-{3-[metnn(2,2,6,6-rerpameTmnmnunepuanH-4-min)amMuHo |- 1,2 ,4-TprazuH-6-
Wi} peHou;

2-{3-[metnn(2,2,6,6-TeTpaMeTHIIATIEPUANH-4-11)aMuHO |- 1,2,4-Tpra3uH-6-wmin } -5-(4-autpo-2H-1,2,3-
TpHa3oJ-2-ui)HeHor;
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2-[3-(6-amuHO-3-a3a60unukio[ 3.1.0]rekcan-3-mn)-1,2 ,4-tpuasun-6-wi|-5-(1 H-mupazon-4-mm)peHor;

5-(1-muxnonponmn- 1 H-nmupazon-4-mn)-2-{3-[metnn(2,2,6,6-rerpametnnmnunepuani-4-min)amuHo - 1,2 ,4-
TpUa3uH-6-WI} PeHOT,;

2-{3-[meTtnin(2,2,6,6-TeTpaMeTHIIITATICPUANH-4-11)aMUHO |- 1 ,2,4-Tpra3uH-6-1mi } -5-(mupuMunnH-4-ui) de-
HOT,

4-{3-[metnn(2,2,6,6-TeTpaMeTHIIATICPUANH-4-11)aMUHO |- 1,2 ,4-Tpra3uH-6-wun } [ 1,1'-oudennn]-3,4'- o,

5-(3-ruppoxcu-4-{3-[meTmi(2,2,6,6-TeTpaMe THIHIICPU ANH-4-1J1)aMHUHO |- 1,2,4-Tpra3uH-6-11 } eHILT ) TTH-
puana-2(1H)-o0H;

6-{3-[meTnn(2,2,6,6-TeTpaMeTHIIHIIEPUIUH-4-1IT)aMIHO |- 1,2 ,4-TpHa3uH-6-11J1 } XHHOJINH-7-07;

2-{3-[metun(2,2,6,6-rerpamerminunepuanH-4-mi)amMuno]-1,2,4-rpuaznn-6-mi} -5-(1,3,4-oxcagnazon-2-
win)deHom;

5-(1H-mupazon-3-mn)-2-{3-[(2,2,6,6-TeTpaMe THIIMTUICpUIAH-4 -1 )oKCcH |- 1,2, 4-Tpra3uH-6-11 } heHOT;

5-(1-metun-1H-mupazon-3-un)-2-{3-[(2,2,6,6-TerpameTmiinunepuanH-4-un)okcu|-1,2,4-rpuasun-6-ui} gpe-
HOJ;

2-[3-(2,6-mmuazacrmpo| 3.5 |JHonan-2-mn)-1,2,4-tpuasun-6-un|-5-(1 H-mapazon-4-un)denor;

2-[3-(2,6-muazacrmpo|3.4]okTan-6-un)-1,2,4-tpuasuH-6-mi|-5-(1 H-nmupazon-4-wm)denor;

2-{3-[meTtnn(2,2,6,6-TeTpaMeTHIIITATICPUANH-4-11)aMUHO |- 1,2 ,4-Tpra3uH-6-wmi } -5-( 1 H-mupazon-3-um)de-
HOJ,

5-(5-¢bropriupumuanH-2-ni)-2- {3-[Mmetun(2,2,6,6-TeTpaMe THIIUTIEpU AN H-4-11)aMruHO | - 1,2 ,4-Tpra3uH-6-
Wi} peHour;

2-[3-(1-merun-1,7-nquazacnupo[3.5]nonan-7-mwn)-1,2,4-rpuazni-6-un)-5-(1 H-nupaszon-4-wum) heHo;

2-{3-[(3S)-3-(merunamuHO )upponuant-1-mil-1,2,4-rpuazun-6-nn} -5-(1 H-nupazon-4-un)penou;

2-{3-[(7S)-7-amuno-5-a3acmupo[2.4|renran-5-un]-1,2,4-tpuaznn-6-nn} -5-(1 H-nupazon-4-ni)penon;

2-{3-[(8aS)-rexcaruapomuppoio[ 1,2-aJmupazun-2(1H)-mn]-1,2,4-rpuazun-6-wun } -5-(1 H-nmupazon-4-mm)de-
HOJ;

2-{3-[(3aR,6aR)-1-meTunrexcarugponuppoo|3,4-b muppon-5(1H)-un]-1,2,4-rpuazun-6-wmn } -5-(1 H-nmupa-
30J1-4-11)(heHOIT;

2-[3-(2,6-mnazacrmpo[ 3.3 renran-2-mn)-1,2,4-tpuazun-6-ni]-5-(1 H-mapaszon-4-un)penour;

2-{3-[meTtun(2,2,6,6-TeTpaMeTHIIATIEpUANH-4-11)aMUHO |- 1,2 ,4-Tpra3uH-6-mi } -5-(5-metnin-2H-terpa3zon-
2-un)deHor,

2-(3-{[(2R,4s,6S)-2,6-mudTHATIUNIEpUAUH-4-TT|OKCH } - 1,2, 4-TprasuH-6-un)-5-(1 H-mupa3zon-4-un)peHor;

2-{3-[(2,2,6,6-reTpamernnnunepuanH-4-min)amMuto]- 1,2 ,4-rpuaznn-6-un } -5-(2H-1,2,3-rpuazon-2-um)de-
HOJ;

2-{3-[(2,2,6,6-reTpamermnnunepuant-4-muin)okcu|-1,2,4-rpuasun-6-un} -5-(2H-1,2,3-tpuazon-2-um) heHor;

5-(6-xnoprmmpuaa3zun-3-mn)-2- {3-[metmn(2,2,6,6-TeTpaMe THINHIICPUANH-4- 1T )aMHHO |- 1,2 4-Tpra3uH-6-

wi} peHou;

5-(1-metmn-1H-nmmpazon-5-mn)-2-{3-[metun(2,2,6,6-TeTpaMe THIITUIICPUINH-4 -1 )aMUHO |- 1,2, 4-Tprua3uH-
6-nn} penou;

4-dprop-2-{3-[meTrn(2,2,6,6-TeTpaMe THIITHITCPU ANH-4-11)aMHHO |- 1,2 ,4-Tpra3u-6-wmi } -5-(1 H-mupa3zon-5-
nn)denou;

2-{3-[(3-pTOp-2,2,6,6-TeTpameTIIIIIATIEpUIUH-4-1T)aMuHO |- 1,2 ,4-Tpra3uH-6-wi } -5-( 1 H-rupa3zon-4-
nn)denour;

2-{3-[6-(nmyTEIIaMuHO)-3-a3a6unukio[3.1.0]rekcan-3-mi]-1,2,4-tpua3un-6-un} -5-(1 H-mupazon-4-
wi)deHom;

5-(5-metnnmupumuauH-2-mn)-2-{3-[metun(2,2,6,6-rerpamMeTHINUIEpUAUH-4-1T)aMuHO |- 1,2,4-TprasuH-6-
wi} peHou;

5-(4-metnnmupuMuanH-2-mn)-2-{3-[metun(2,2,6,6-rerpamMeTHINUNEpUIUH-4-1iT)aMuHO |- 1,2,4-TprasuH-6-
Wi} peHou;

5-(2-xmoprmpumuanH-4-nmn)-2- {3-[metrn(2,2,6,6-TeTpaMe THIIHATIEpUIUH-4-11)aMuHo |- 1,2 ,4-Tpra3uH-6-
Wi} peHor;

5-(1H-6en3umuaazon-5-um)-2-{3-[merun(2,2,6,6-TeTpaMeTHIIIATIEpUIUH-4- 1T )aMuHO |- 1,2 ,4-Tpra3uH-6-
Wi} peHor;

2-{3-[metnn(2,2,6,6-TeTpaMeTHIIIATIEPU ANH-4-1J1)aMHuHO |- 1 ,2,4-Tpua3un-6-wmi } -5-(1 H-mmpazono[ 3,4-
b Jnupuaua-5-1in)peHor;
5-(3-xnop-1H-1,2,4-tpnazon-1-mn)-2-{3-[metnn(2,2,6,6-rerpamerminunepuant-4-mi)amuno]-1,2,4-
TpHa3uH-6-11 } HeHOT;
6-(3-runpokcu-4-{3-[metnn(2,2,6,6-TeTpaMeTIIINHIICPUIUH-4-T)aMIHO |- 1,2 ,4-Tpra3uH-6-11 } YeHUIT) TIH-
punasuH-3-om;
1-(3-runpoxcu-4-{3-[metmi(2,2,6,6-TeTpaMeTHINNIEPHINH-4-1T)aMHHO |- 1,2 ,4-TpruasuH-6-1i | peHmI)-
1 H-iupazon-4-kapOoHUTPHIT;
2-{3-[metnn(2,2,6,6-TeTpaMeTHIIITAIIEPUAMH-4-11)aMHuHO |- 1,2,4-TprasuH-6-wmi } -5-(1 H-mpazono[4,3-
b JnupuauH-5-1in)peHor;
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2-{3-[3-(MKIONPONMIAMHHO )IUPPOIUIUH- 1 -1i1]-1,2 ,4-Tprasun-6-un | -5-(1 H-nmupazon-4-um)denor;

2-{3-[3-(Tper-OyTnnamuHO ) muppoIuarH- 1 -1i]-1,2,4-rpuaszun-6-un} -5-(1 H-nmupazon-4-mn)denom;

1-(3-ruapoxcu-4-{3-[metmn(2,2,6,6-TeTpaMe THIUIEPUINH-4-11)aMIHO |- 1,2,4-Tprua3uH-6-ui } eHmI)-
1 H-umuna3on-4-kapOOHUTPILT,

1-[1-(3-ruapoxcu-4-{3-[metmin(2,2,6,6-TeTpamMe THIMHUIICPUANH-4 -1 )aMiHO |- 1,2,4-Tpra3uH-6-1 } eHIIT)-
1H-umuna3zon-4-unstan-1-oH;

5-(2,8-mumeTmmmuazol 1,2-b jrupumga3zud-6-mn)-2-{3-[metmn(2,2,6,6-TeTpaMe THITUTIICpUTNH-4 - T ) aMH-
HO]-1,2,4-Tpra3uH-6-un} HpeHo,;

5-(2-metmnumuaazol 1,2-bmupunazun-6-wmn)-2-{3-[metmin(2,2,6,6-TeTpaMe THIITATICPU AN H-4 - F1JT)AMUHO | -
1,2,4-TpuazuH-6-n} heHor;

2-{3-[meTnn(2,2,6,6-rerpameTminunepuanH-4-mi)aMuto]-1,2,4-rpuaznH-6-mi } -5-(2-metmn-2H-Tetpasou-
5-um)deno;

5-(6-merokcu-1,2,4-tpuazun-3-mn)-2- {3-[meTmn(2,2,6,6-TeTpaMe THIIMUNCpUANH-4-11T)aMuHO |- 1,2 4-Tpua-
3UH-6-1I1} heHOoT;

5-(1,3-6en30Kca30m-6-m)-2- { 3-[Mmetnin(2,2,6,6-TeTpamMme THITUIICpUANH-4 -11)aMiHO |- 1,2 ,4-Tpra3uH-6-
Wi} peHor;

6-(3-ruppoxcu-4-{3-[meTmi(2,2,6,6-TeTpaMe THINHIICPUANH-4-1I1)aMHUHO |- 1 ,2,4-Tpra3uH-6-11 } PeHwn)-3-
Metwimupumuana-4(3H)-ow;

5-(3-ruppoxcu-4-{3-[meTmi(2,2,6,6-TeTpaMe THIHIICPUANH-4-1I1)aMHUHO |- 1 ,2,4-Tpra3uH-6-11 } eHw)-2-
Metwmupuaazua-3(2H)-on;

2-(3-{3-[(mponan-2-mir)amMmuHo Jnupponuant-1-un} -1,2,4-rpuaszun-6-un)-5-(1 H-nupazon-4-ni)penou;

5-(3-¢prop-1H-ttmpazon-4-wmn)-2-[3-(7-metmn-2,7-quazacmnupo[ 3.5 JHonan-2-un)-1,2 ,4-tpua3zun-6-mi| pe-
HOJ;

5-(3-¢rop-1H-nmpazon-4-mn)-2-{3-[(3aS,7aR)-oxrarnapo-SH-nuppono[3,2-cJiupuann-5-nn]-1,2,4-tpu-
a3uH-0-111 } PeHo;

2-[3-(2,7-mmazactmpo[ 3.5 JHonaH-2-mn)- 1,2,4-tpuasun-6-un|-5-(3-prop- 1 H-mupazon-4-um)peHor;

2-{3-[meTtun(2,2,6,6-TeTpaMeTIIIATIEpUANH-4-11)aMuHO |- 1,2 ,4-Tpra3uH-6-wmn } -5-([ 1,2,3 Jtpuazono[ 1,5-
a|nupuIH-5-11)hEeHoIT;

5-(3-¢rop-1H-mupazon-4-mm)-2-{3-[(3aS,7aR)-1-metunokraruapo-SH-mmuppo:no[ 3,2-c[mupunua-5-umn|-
1,2,4-Tpua3un-6-un } peHour,

2-(3-{3-[(2-meTmnOyTaH-2-11)aMUHO [TAppOTHAnH- 1 -mit } - 1,2 ,4-Tprasun-6-mn)-5-( 1 H-nmupazon-4-mm)de-
HOJ;

2-{3-[metnn(2,2,6,6-rerpamermimnunepuanH-4-min)amuno]-1,2,4-tpuasnn-6-mi} -5-(terpazono| 1,5-a]mupu-
JMH-7-11) (heHOT,

5-(4-¢rop-1H-nmpazon-3-nn)-2-{3-[metnin(2,2,6,6-rerpameTrinunepuanH-4-min)amMmuHo |- 1,2 ,4-tpua3un-6-
Wi} peHou;

2-(3-{3-[(anmamanTan-1-mn)aMuHO [MUppOIUIUH-1 -1} - 1,2 ,4-Tpuasun-6-un)-5-(1 H-mmpazon-4-nn)penoun;

2-{3-[metnn(2,2,6,6-TeTpaMeTHIIIHTICPU AMH-4-1J1 )aMHuHO |- 1 ,2,4-Tpra3un-6-mi } -5-(SH-tmuppomno[ 2,3-
bnupasun-2-un)denor;

2-(3-{3-[(amamanTaH-2-1]1)aMUHO |TUppOTuanH- 1 -un } - 1,2,4-Tpuazun-6-nun)-5-(1 H-mupa3zon-4-un)denor;

2-(3-{3-[(3,5-numeTnnagaManTaH- | -ni)aMuHO [muppouanH- 1 -mn} -1,2,4-rpuasun-6-mn)-5-(1 H-mupazon-
4-wi)deHor;

5-[4-(runpokcumernin)-1H-mupazon-1-wmn]-2-{3-[mMetni(2,2,6,6-TeTpaMeTHIIIHIICpUANH-4-1IT)aMUHO | -
1,2,4-TpuazuH-6-n} heHor;

2-{3-[(3aR,4R,6aS)-4-(mumeTHIaMuHO )rekcaruapoukionenral ¢ jnuppon-2(1H)-un]-1,2,4-rpuazun-6-
win}-5-(1H-nmpazon-4-nm)denomn;

5-(3-metmn-3H-umunazo[4,5-b Jmupuaun-5-mn)-2-{3-[Mmetun(2,2,6,6-TeTpaMe THIITHIIC U IH-4-1IT)aMHHO | -
1,2,4-TpuazuH-6-n} heHor;

5-(1-metun-1H-umunazo[4,5-b jmupuaun-5-un)-2- {3-[Mmetrin(2,2,6,6-TeTpaMe THIIITATICPH TUH-4-1J1)aMHUHO | -
1,2,4-Tpua3un-6-un } peHour,

2-{3-[(3aR,4S,6aS)-4-amuHorekcaruaponukionenTa[c jmuppon-2(1H)-wmi]-1,2,4-rpuazun-6-mn} -5-(1H-
mupas3od-4-wmi)heHour,

2-[3-(5-metunokraruapo-2H-nmupporno|3,4-cmupuaun-2-un)-1,2,4-rpua3zud-6-ui|-5-( 1 H-npazon-4-
nn)denou;

2-{3-[(3aR,48S,6aS)-4-(mumeTrmnaMuHO JrekcaruaporukionenTal ¢ jruppon-2(1H)-mn]-1,2,4-tpuazus-6-
win}-5-(1H-mpazon-4-nm)denomn;

3-amuHO-6-(3-Tuapokcu-4-{3-[Metni(2,2,6,6-TeTpamMeTHIIIHNIEpUANH-4-1T)aMuHO |- 1,2, 4-Tpra3nH-6-
Wi} peHmIT)-4-MeTHIIUPUANH-2-0T;

5-(2,7-numetnn| 1,3 Jokcazono[5,4-b Jnupunun-5-nn)-2- {3-[metnn(2,2,6,6-TeTpaMe THIITHIIC PUTTH-4 -
wi)aMuHo]-1,2,4-TprazuH-6-ui } peHo;

2-(3-{3-[(3-meTmnmIeHTaH-3 -1 ) aMUHO |TUPPOTUANH- | -1} - 1,2,4-Tprasun-6-nun)-5-( 1 H-nmupazon-4-wm)de-
HOJ,

- 191 -



046152

2-{3-[4-(TpeT-OyTHnamuHo)-2-MeTHIMUpposuant-1 -mi]-1,2,4-tprazns-6-nn} -5-(1 H-tupazon-4-uin)pe-
HOJ;

5-[4-(rumpokcumernin)-2H-1,2,3-tpuazon-2-nn]-2-{3-[metnun(2,2,6,6-TeTpaMe THIITUTIEPU AN H-4 - 1T ) aMH -
HO]-1,2,4-Tpra3uH-6-un} heHo,;

2-{3-[metmn(2,2,6,6-TeTpame TIIIIIepUANH-4-T)aMuHO |- 1,2,4-Tprasun-6-uin } -5-(3-metwn-3H-[ 1,2, 3 Jtpuazo-
110[4,5-b JmupuauH-5-1m)dheHom;

2-{3-[3-(TpeT-OyTHIIaMUHO )TUppOTHIUH- 1 -1 ]-1,2,4-Tpraszun-6-umn} -5-(3-¢prop-1H-mupazon-4-mr)denou;

2-{3-[3-(TpeT-OyTrnamuHo )iuppouauH- 1 -mi|]-1,2,4-tpuazun-6-umn} -5-(1-metun- 1 H-mupazon-3-mm)pe-
HOJ;

5-(1-metun-1H-mupazono[3,4-b]mupunun-5-wm)-2-{3-[metnn(2,2,6,6-TeTpaMe THIHIICpU AN H-4- 1T ) aM U -
HO|-1,2,4-Tpna3suH-6-mi} peHom

5-(1-metnn-1H-nanazon-5-nn)-2-{3-[metun(2,2,6,6-rerpameTriimunepuani-4-mi)amMuto] - 1,2,4-rpuazns-
6-mi} penou;

2-{3-[metnn(2,2,6,6-rerpameTrmiinunepuanH-4-mi)amMuno]-1,2,4-rpuaznH-6-ui } -5-(terpazoino[ 1,5-b Jmupu-
JTa3uH-6-171)PeHor,;

5-[6-(rumpokcuMe T ) IUpUMUARH-4-11]-2- {3 -[MmeTni(2,2,6,6-TeTpaMe THIITHIIe U IUH-4-11)aMuHO |- 1,2,4-
TpUa3uH-6-11} PeHOT,;

2-[3-(2,9-mmazacrmpo[ 5.5 yaaekan-9-mn)- 1,2 ,4-tpuazun-6-wui|-5-( 1 H-mupazon-4-wum)penon;

2-[3-(2,8-mnazacrmpo[4.5 ] nexan-8-un)-1,2,4-rpuasun-6-mi|-5-(1 H-mupazon-4-wmr)dpenour;

2-[3-(2-metnn-2,9-nuazacnupo[S.5yaaekan-9-un)-1,2,4-rpuaszun-6-mi]-5-(1 H-mupazon-4-wmr)denou;

2-[3-(2-metun-2,8-auazacmupo[4.5 | nexkan-8-mn)-1,2,4-rpuasun-6-mi|-5-(1 H-mupazon-4-wn)denor;

2-{3-[meTnn(2,2,6,6-rerpamerminunepuanH-4-mi)amMuno]- 1,2 ,4-rpuazns-6-uin } -5-(1 H-nmpazoino| 3,4-
c¢|mupunun-5-mi)denon;

2-{3-[metnn(2,2,6,6-TeTpameTmiinunepuaAnH-4-mi)aMuHo | - 1,2 ,4-Tpra3nH-6-ui } -5-(XHHOIHMH-6-1T) e HO T,

2-{3-[meTmn(2,2,6,6-TeTpaMe TUIIUTICpHAUH-4-1iT)aMUHO |-1,2, 4-TprasuH-6-mi | -5-(1-metmwt-1H-[ 1,2,3Jtpuazo-
110[4,5-b JmupuauH-5-1m)heHo;

2-{3-[3-(TpeT-OyTHIIaMUHO )TUPPOMHINH- 1 -1i]-1,2,4-Tprazun-6-nun } -5-(1 H-umunazon-1-wr)denor;

5-(2H-1,3-6en30010KCON-5-11)-2-{ 3-[MeTH(2,2,6,6-TeTpaMe THITUIIC U AMH-4 - 1T )aMiHO |- 1,2 ,4-Tpra3uH-
6-un} penou;

5-(3-drop-1H-mmupazon-4-nm)-2-(3-{[(3R,4R)-3-pTop-2,2,6,6-TeTpame TrnmunepuauH-4-wi|amMmuHo } - 1,2 ,4-
TpHa3uH-6-1T)(HEeHOT,

2-(3-{[(2S)-2-amuHONpOIIII | (METMI)aMUHO } - 1,2 ,4-Tpnasun-6-un)-5-(1 H-nupazon-4-ni)penon;

5-(5-¢rop-1H-nmpazon-4-nn)-2-{6-[metnin(2,2,6,6-rerpameTrnnunepuanH-4-mir)amuHo |- 1,2 ,4-tpua3un-3-
Wi} peHou;

5-[1-(*H3)merun-1 H-mupason-4-mn]-2- {6-[metun(2,2,6,6-TeTpaMeTHIIHIIEpU M H-4- 11 )aMHHO |- 1,2, 4-Tpu-
a3uH-3-11} QeHo;

2-{3-[(3aR,4R,6aS)-4-(TpeT-OyTHIamMuHO )rekcaruaponukionenral c [muppon-2(1 H)-wmn]-1,2,4-tpua3un-6-
nn}-5-(1H-mupazon-4-wmm)penou;

2-{3-[meTtnn(2,2,6,6-TeTpaMeTHIIIATICPUAUH-4-11)aMHuHO |- 1,2 ,4-Tpra3un-6-wmi } -5-(1 H-mupazono[ 3,4-
bnupasun-5-un)denor;

2-{3-[meTtnn(2,2,6,6-TeTpaMeTHIIITATICPU AMH-4-1J1)aMHuHO |- 1,2,4-TprasuH-6-mi } -5-(1 H-mupazono[4,3-
d]mapumuanH-5-1n)peHor,

5-(1-metun-1H-nmupazon-4-un)-2-{6-[metuin(2,2,6,6-rerpameTruinunepuanH-4-mi)aMuto] - 1,2,4-rpuazus-
3-uin} penou;

2-{3-[3~(TpeT-OyTHrnamMuHO )iupposanH- 1 -ni]-1,2,4-tpuaznn-6-nn } -5-(4-mermn- 1 H-ummnazon- 1 -wm)denon;

5-(1-metun-1H-nmupazono[4,3-b]mupunun-5-m)-2-{3-[metnin(2,2,6,6-TeTpaMe THIIHIICpU AN H-4-1IT)aM U -
HO|-1,2,4-Tpna3uH-6-mi} peHom

5-(1-metun-1H-nmupazon-4-mn)-2-{3-[(2,2,6,6-TerpameTrumunepuanH-4-mi)amMmuto] - 1,2 ,4-rpuaznH-6-
Wi} peHou;

5-(1-metun-1H-6en3oTpuazon-5-mn)-2-{3-[metnn(2,2,6,6-reTpame THITTUNICpUINH-4 -1 )aMuHO |- 1,2,4-Tpu-
a3WH-6-111} heHOIT;

2-(3-{[(3S,4S)-3-¢bTop-2,2,6,6-TeTpaMe TUITHIIEpUANH-4-11 |aMuHO } - 1,2 ,4-Tpra3uH-6-wmi)-5-(1-meTwmn-1H-
mupa3od-4-wmi)heHour,

2-{3-[3-(TpeT-OyTrnamuHo )uppouauH- 1 -mi|-1,2,4-tpuazun-6-umn} -5-(1-metun- 1 H-nupazon-4-mm)de-
HOJ;

5-(1-metmn-1H-mmpazon-4-n)-2-(3- {3-[ (mponan-2-ni)aMmuHO [mupposmanH-1-ui } - 1,2 ,4-tprasus-6-1m) heHod;

2-{3-[3-(TpeT-OyTHnamMuHO )muppoauarH- 1 -1i1]-1,2,4-rpnaszun-6-un}-5-(2H-1,2,3-tpuazon-2-um)heHor;

2-{3-[3-(MeTunamuHO)IuppoauaAnH-1-nn-1,2,4-tpuasun-6-uin} -5-(1-metnin-1 H-mmpazon-4-nm)penomn;

2-{3-[4-(TpeT-OyTnnamuno)nunepuanu-1-mi)-1,2,4-rpuazun-6-nin} -5-(1 H-nupazon-4-un)heno;

2-{3-[3~(TpeT-OyTHIAMUHO )THppoTUAnH- 1 -1 ]-1,2 4-Tpuasun-6-un } -5-([ 1,2,3 ] Tpuazono[ 1,5-a]mupuaun-
5-un)denor,

2-{3-[3-(TpeT-OyTrnaMuHO )TUppoanH- 1 - ]-1,2,4-Tprazun-6-uin } -5-( 1 -metw- 1 H-urnazon-5-wi)peHor;
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2-{3-[3-(TpeT-OyTHinaMuHO ) HUPPOIUANH- 1 -11]-1,2 ,4-Tprasun-6-un } -5-(MupuMUIUH-2 -1 )P eHOIT;

2-{3-[3-(TpeT-OyTHnamMuHO )uUppoIUANH- 1 -11]-1,2,4-Tpnasun-6-un} -5-(2-metun-2H-1,2,3-rpuazon-4-
nn)denou;

2-{3-[3-(TpeT-OyTHIIaMUHO )TUpPOHIUH- 1 -1]-1,2,4-Tprazun-6-umn} -5-(2-meTun-2H-teTpazon-5-mm)de-
HOT,

2-{3-[3-(TpeT-OyTramuHo )iunepu - 1 -ui|-1,2,4-tpuazuna-6-un } -5-(1 H-mupaszon-4-wi)penour;

5-(1-metun-1H-mmpa3zoin-3-nun)-2-(3-{3-[(mpoman-2-nun)aMuHO [muppoauant- 1 -umn} -1,2,4-Tprua3un-6-
nn)denou;

4-(4-{3-[3-(Tper-OyTHanaMuHo )tupposuanH-1-mi]-1,2,4-Tprua3uH-6-nn} -3 -ruipokcudeHu) - 1 -Me THIIIH-
punus-2(1H)-on;

2-{3-[3-(TpeT-OyTnnamMuHO ) nUppoIuauH-1-ui]-1,2,4-rprazun-6-un } -5-(1-merun-1H-[1,2,3]rpuazomno[4,5-
b nupunun-5-mr)deHon;

6-(4-{3-[3-(TpeT-OyTrinaMuHO )IUPppOIU IHH- 1 -1i1]-1,2,4-TprazuH-6-ui } -3 -ruapoKcu P eHNIT ) -3 -METHIIITH-
pumuann-4(3H)-on;

2-{3-[3-(TpeT-OyTHIIaMUHO )TUPPOTHIUH- 1 -11]-1,2,4-TprazuH-6-ni} -5-(6-MeToOKCUImupuMuIH-4-11 ) pe-
HOT,

2-{3-[3-(MeTrnamuHO ) TupposanH-1-mi]-1,2,4-rpuasun-6-mn} -5-(2H-1,2,3-tpuazon-2-un)peHor,

5-(4-drop-1H-upazon-1-mm)-2-{3-[3-(MeTrnamuHo )iupposmans- 1 -ui|-1,2,4-rpuazuH-6-wi } eHoT;

5-(1H-umupgazon-1-nmn)-2-{3-[3-(MeTuIaMuHO )IUppOIUArH- 1 -1 |- 1,2,4-Tpra3suH-6-m } GeHOoT;

2-{3-[3-(TpeT-OyTrIIaMyuHO )TUppOIHInH- 1 -1 ]-1,2,4-Tprazun-6-un } -5-(1-meTwi- 1 H-nmupa3zosno| 3,4-b]mm-
puanH-5-11)peHoT;

5-(1-metun-1H-mupazono[3,4-cJiupuans-5-nn)-2-{3-[metnin(2,2,6,6-TeTpaMe THITHIIE pU AN H-4-1IT)aM -
HO|-1,2,4-Tpra3uH-6-mi} peHom

2-[3-(7-metun-2,7-nquazacnupo|3.5]nonan-2-mn)-1,2,4-rpuazna-6-uin)-5-(1 -metnin- 1 H-unnazon-5-nm)de-
HOJ;

2-[3-(7-metun-2,7-quazactupo[3.5|HoHan-2-mn)-1,2,4-rpuasun-6-mi|-5-(1-meTmi- 1 H-nmupa3zoinol 3,4-b]mu-
puarH-5-1n)PeHor;

2-{3-[3-(TpeT-OyTriiaMuHO )rupponu -1 -mi]-1,2,4-tpuazun-6-un } -5-(1H-1,2,3-tpuazon-4-wmr)dpeHou;

2-[3-(7-metun-2,7-quazactupo[3.5JHoHan-2-un)-1,2,4-rpuasud-6-mi|-5-(1-metun- 1 H-mupazon-4-wmm)de-
HOT,

4-[3-ruapoxcu-4-(3-{3-[(mponaH-2-wmir)aMmuHO |muppouanH- 1 -mi } - 1,2,4-Tpra3uH-6-wm) heHumn |- 1 -MeTHII-
nupunuH-2(1H)-on;

2-[3-(7-metun-2,7-quazacmnupol| 3.5 |Honan-2-mn)- 1,2, 4-tpuaszuH-6-mi|-5-(4-metuin- 1 H-umunazon- 1 -um)de-
HOJ;

5-(4-¢rop-1H-nmpazon-1-mn)-2-[3-(7-metmn-2,7-quazacnupo[ 3.5 JHonan-2-mn)- 1,2 ,4-rpua3uH-6-ni] e-
HOJ;

5-(4-¢rop-1H-umunazomn-1-mn)-2-[3-(7-metun-2,7-nquazactmpol 3.5 nonan-2-uin)- 1,2 ,4-rpuazun-6-wmi] de-
HOJ,

5-(1H-umupgazon-1-nmn)-2-[3-(7-metnn-2,7-quazactupo[ 3.5 [Horan-2-un)- 1,2 ,4-Tpua3uH-6-wmi | peHoT;

2-[3-(7-metun-2,7-guazacnupo[3.5|HoHan-2-mn)-1,2,4-rpuasun-6-mwi]-5-(2H-1,2,3-tpuazon-2-wmn)deHor;

2-[3-(7-metun-2,7-nquazacnupo|3.5JHoHan-2-un)-1,2,4-rpuasud-6-mi|-5-(1-metun- 1 H-mupazon-3-mm)de-
HOJ,

6-[3-runpokcu-4-(3-{3-[(mponan-2-un)amuHo |nuppoauauH- 1 -1} -1,2,4-Tprasun-6-mi)dpenmn|-3-MeTui-
nupumuanH-4(3H)-on;

5-(5-¢rop-1H-nupazon-4-nn)-2-(3-{3-[(nmponan-2-mwir)amMuHo JtupponuanH-1-nn} -1,2,4-rpuazuH-6-mi)de-
HOJ;

5-(2-metnn-2H-1,2,3-tpnazon-4-mn)-2-(3-{3-[(mponan-2-mi)amMuHo Jnupposnuans-1-un} -1,2,4-rpuazun-6-
wi)deHon;

2-(3-{3-[(mpoman-2-ni)aMuHO |muppOIUAnH- 1 -1} -1,2,4-tpuaszun-6-mn)-5-(1,2,4-Trannazon-5-wmn)peHor;

2-(3-{[(3S,4S)-3-¢bTop-2,2,6,6-TeTpaMe TUITHIIEpUANH-4-11 |aMuHO } - 1,2 ,4-Tpra3uH-6-wmn)-5-( 1 H-umuga-
3071- 1 -mn)deHou;

2-(3-{[(3S,4S)-3-¢bTop-2,2,6,6-TeTpaMe TUITHIICp U ANH-4-1J1 |aMuHO } - 1,2 ,4-Tpra3uH-6-1m)-5-(4-me -1 H-
nMHUAa301- 1 -mr)denour;

5-(4-drop-1H-umunazon-1-nm)-2-(3-{[(3S,4S)-3-bTop-2,2,6,6-TeTpaMe TUIITTHITICPU AMH-4-HJT |aMHHO } -
1,2,4-TpnazuH-6-m)penor;

4-{3-runpokcu-4-[3-(7-meTmn-2,7-nuazactupo| 3.5 JHonan-2-un)- 1,2 ,4-rpua3uH-6 - | peHmn | - | -Me THII-
nupunuH-2(1H)-on;

2-[3-(7-metun-2,7-nuazacnupo[3.5]Honan-2-mn)-1,2,4-rpuazus-6-min)-5-(2-metun-2H-1,2,3-rpuazon-4-
wi)deHnom;

5-(6-meTokcurmpuMuInH-4-1)-2-[ 3-(7-metin-2, 7-nuazacrvpo[ 3.5 JHonan-2-1n)-1,2,4-Tpuasus-6-11] peror;

2-[3-(7-metun-2,7-nquazactupo[3.5JHoHan-2-un)-1,2,4-Tpra3zuH-6-wmi|-5-(mupuMuarH-2 -1 ) eHOT;

2-[3-(7-metun-2,7-nquazacnupo[3.5|HoHan-2-mn)-1,2,4-rpuasun-6-mwi]-5-(1H-1,2,3-tpuazon-4-wn)deHor;
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6-[4-(3-{[(3S,45)-3-dTOp-2,2,6,6-TeTpamMeTHIANUIIEPUIUH-4- 11 |aMHHO } - 1,2,4-Tpra3uH-6-11)-3-rHIPOKCH-
¢ennn]-3-metnnmupumuana-4(3H)-om;

2-(3-{[(3S,4S)-3-dbTop-2,2,6,6-TeTpaMeTHATUIIEpUANH-4-1J1 |aMuHO } - 1,2 ,4-Tpra3un-6-mn)-5-(1H-1,2,3-
TpHuazon-4-ui)deHor;

2-(3-{[(3S,4S)-3-(prop-2,2,6,6-TeTpaMe THIITUITSPU TUH-4-1JT |aMHHO } - 1,2,4-Tpra3uH-6-1)-5-(umuaasolf 1,2-a]mu-
PpasuH-6-11)pEeHOT;

2-(3-{[(3S,4S)-3-dprop-2,2,6,6-TeTpaMe THIUIICPHUANH-4-1IT |aMHHO } - 1 ,2,4-Tpra3uH-6-11)-5-(nMuaaso[ 1,2-b -
pUIa3uH-6-1T)PEHOT;

2-{3-[3-(TpeT-OyTHnamMuHO )HUppoIuarH- 1 -1i]-1,2,4-Tpraszun-6-un} -5-(1,3-okcazon-2-mn)deHor;

2-[3-(7-metun-2,7-quazacmupol[ 3.5 |JHonan-2-mn)- 1,2 ,4-tpuasun-6-mi|-5-(2-metun-2H-terpazon-5-wn)de-
HOJ;

2-[3-(7-metun-2,7-nuazacnupo[3.5]Honan-2-un)-1,2,4-rpuazus-6-mi]-5-(1,3-okcazon-2-mm) heHor;

5-(1-metnn-1H-nmupazon-3-mn)-2-{3-[(2,2,6,6-TerpameTrumunepuanH-4-mi)aMmuto] - 1,2 ,4-rpua3nH-6-
Wi} peHou;

5-(6-meToxcunmupuMuInH-4-1m1)-2-{3-[(2,2,6,6-TeTpaMe THIHIIEPUAHH-4-1J1 )aMHHO |- 1,2,4-Tpra3uH-6-
Wi} peHour;

2-{6-[meTnn(2,2,6,6-TeTpaMeTHIIITATICPU AUH-4-11)aMHuHO |- 1,2 ,4-Tprasun-3-mi} -5-(2H-1,2,3-tpuazon-2-
nn)denour;

5-(mmupaso[ 1,2-b|mupunazun-6-mm)-2-[3-(7-metmn-2,7-nuazactupo| 3.5 |[nonan-2-un)- 1,2 ,4-Tpra3un-6-
nn|denon;

5-(mmunaso[ 1,2-a]nupazun-6-nm)-2-[3-(7-metmin-2,7-muazacnupo[ 3.5 JHonan-2-un)-1,2,4-tpruasuH-6-
wi]deHnom;

2-(3-{3-[(mponan-2-mir)amuHoO JntupponuanH-1-mi}-1,2,4-rpuazun-6-un)-5-(1H-1,2,3-tpuazon-4-nn)de-
HOJ;

5-(2-metnn-2H-rerpazon-5-un)-2-(3-{3-[ (mponaH-2-u1)aMUHO [MTUPPOIUIUH- 1 -1 } - 1,2,4-Tpra3uH-6-
nn)denou;

2-(3-{[(3S,4S)-3-¢bTop-2,2,6,6-TeTpaMe TUATHIICp U ANH-4 -1 |aMuHO } - 1,2 ,4-Tpra3uH-6-wm)-5-(1-meTwmn-1H-
WHAA30J1-5-11)(heHou;

2-(3-{[(3S,4S)-3-¢bTop-2,2,6,6-TeTpaMe TUATHIICpUANH-4-11 |aMuHO } - 1,2 ,4-Tpra3uH-6-wm)-5-(1-meTwmn-1H-
UPa3odi-3-wmi)(HeHour,;

2-[3-(3,5-mumernnmunepasut- 1 -nmn)- 1,2 ,4-tpuazuna-6-wun|-5-( 1 H-mupazon-4-um)peHor;

2-[3-(3,5-mumermmunepasus-1-mn)-1,2,4-rpuazus-6-nin|-5-(1-metnn- 1 H-nmpazon-3-nn)penon;

2-(3-{3-[(mponan-2-nm)amuHO |mupponmanH-1-mi} - 1,2 ,4-tpuasun-6-mm)-5-(2H-1,2,3-tprazon-2-wum)dhenou;

5-(6-meToxkcunupuMuAnH-4-1)-2-(3-{3-[(mponan-2-ui)aMuHO |TUPPOAUANH- 1 -1t } - 1,2, 4-TpraznH-6-
wi)deHnom;

5-(2-metun-2H-1,2,3-tpuazon-4-un)-2-{3-[(2,2,6,6-TeTpame THANHIICpUTHH-4-1T)aMHHO |- 1,2 ,4-Tpra3uH-6-
Wi} peHou;

5-(2-metun-2H-terpazon-5-un)-2-{3-[(2,2,6,6-reTpameTHITIMNICpUANH-4-1T)aMUHO |- 1,2 ,4-Tpra3zuH-6-
Wi} peHor;

5-(6-MeToKCUUPUMUTIH-4-11)-2 - { 3-[ 3-(MeTHIIaMUHO TP pOIUAnH- | -1 -1,2,4-Tpra3uH-6-un } heHour;

2-{3-[3-(MeTunamuHO ) IupposuauH- 1 -mi|-1,2,4-tpuasun-6-un} -5-(1,2,4-ruanuazon-5-uin)penor;

2-{3-[3-(MeTunamuHO ) IUppoUanH- 1 -1i]-1,2,4-Tprazun-6-un } -5-(mupuMuIHH-2 -1 ) EHOT;

2-{3-[3-(MeTunamuHO))uppoanauH-1-ni-1,2,4-rpuasun-6-ui} -5-(1-metnin-1 H-mmpazono[ 3,4-b Jinpuann-
5-um)eno;

2-[3-(7-metun-2,7-nquazacnupo|3.5]nonan-2-mn)-1,2,4-rpuazni-6-un)-5-(1,2,4-ruaaguazon-5-mwi)peHo;

5-(1H-umunazon-1-nm)-2-{3-[(2,2,6,6-TeTpaMe THIIMTUIICPUANH-4 -1 )aMUHO |- 1,2 ,4-Tprua3uH-6-1 } peHOIT;

5-(4-metnn-1H-nmunazon-1-um)-2-{3-[(2,2,6,6-reTpameTunnuiepuinH-4-mi)aMuno |- 1,2 ,4-rpuaznn-6-
wi} peHou;

5-(4-drop-1H-umunazon-1-un)-2-{3-[(2,2,6,6-TeTpameTrimune puanH-4-mi)aMmuto |- 1,2, ,4-tpra3us-6-
Wi} heHor;

5-(4-¢rop-1H-mmupazon-1-nm)-2-{3-[(2,2,6,6-TeTpameTrIIUTIEpUAUH-4 -1 )aMuHO |- 1,2 ,4-Tpra3uH-6-
Wi} GeHoT;

5-(2-metun-1,3-okcazon-5-mm)-2-{3-[(2,2,6,6-TeTpame THIITUNICpUANH-4-11T)aMUHO |- 1,2 ,4-Tpra3uH-6-
Wi} peHour;

2-{3-[3-(Tper-OyTnnamuno)-4-propnupponunun-1-mnl-1,2,4-rpuazus-6-nn} -5-(1 H-nmupazon-4-ni)dpenon;

5-(mupumuanH-2-nn)-2-{3-[(2,2,6,6-TerpameTrnnunepu -4 -mi)aMuHo |- 1,2,4-tpuasun-6-n1} peHor;

5-(7-prop-1H-6en3umunazon-S-mn)-2-{3-[metmi(2,2,6,6-TeTpaMe THINHNICPUIHH-4- 1T )aMHuHO |- 1,2, 4-
TpHua3uH-6-11 } HeHOT;

5-(1-metun-1H-nmupazono[4,3-dmupumuann-5-nm)-2-{3-[metnn(2,2,6,6-TeTpaMe THIUIE U IHH-4 -
wi)aMuHo]-1,2,4-TprazuH-6-ui } peHo;

5-(1H-mmupazon-4-wm)-2-[3-(3,3,5,5-reTpamernnmunepasut- 1 -uin)-1,2,4-TpuasuH-6-ui | peHor;

5-(mvmupasol 1,2-a]mmpasun-6-m)-2-(3-{3-[(mporman-2-mit)amMuHo [mupponuauH- 1 - } -1,2,4-Tpua3zun-6-ui)heHod,
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2-(3-{[(38S,45)-3-¢prop-2,2,6,6-TeTpamMme THANUTICpUANH-4-11JT |]aMHHO } - 1,2 4-Tpra3un-6-mn)-5-( 1 -meTmi- 1 H-
nupa3zono| 3,4-b [ mupuauH-5-m)heHor;

5-(1-metun-1H-6en3umunazon-5-un)-2- {3-[metun(2,2,6,6-TeTpaMe THIHUIepu AnH-4-11 )amuHo |- 1,2 ,4-
TpUa3uH-6-1I} PeHOT,;

2-(3-{[(3S,4S)-3-meToKCH-2,2,6,6-TeTpaMeTHIITTUTIEpUINH-4 -1 |aMUHO } - 1,2 ,4-Tpua3un-6-mm)-5-(1 H-iupa-
30J1-4-11)(heHOT;

2-(3-{[(3S,4S)-3-¢bTop-2,2,6,6-TeTpaMe TUIATHIICpUANH-4-11 |aMuHO } - 1,2 ,4-Tpra3uH-6-mi)-5-(2-meTrn-2H-
1,2,3-Tpuazon-4-wmi)deHo;

2-(3-{[(35,45)-3-dprop-2,2,6,6-TeTpaMeTHINUIIEPUANH-4 -1 |aMHHO } - 1,2 ,4-Tpra3zun-6-mi)-5-(1,3-okcazon-
2-nn)denom;

5-(2-metnin-1,3-okcazon-5-mn)-2-(3-{3-[(nmpomnan-2-mi)aMuHo Jnupposuaus-1-un t -1,2,4-rpraszun-6-m) de-
HOJ;

2-(3-{[(3S,45)-3-¢pTop-2,2,6,6-TeTpamMme THIINUATICPUANH-4-IT |aMHHO } - 1,2, 4-TpUa3uH-6-11)-5-(6-MeTOKCH-
MUPUMUANH-4-11)PeHo;

2-(3-{[(3S,4S)-3-¢bTop-2,2,6,6-TeTpaMe TUITHIIEpUANH-4-11 |aMuHO } - 1,2 ,4-Tpra3uH-6-m)-5-(2-meTrn-2H-
TeTPa30i-5-mr)dheHour;

2-(3-{[(3S,4S)-3-¢bTop-2,2,6,6-TeTpaMe THATHIICpUANH-4-11 |]aMuHO } - 1,2 ,4-Tpra3uH-6-mn)-5-(1,2,4-tnaau-
a30J1-5-mi)peHo;

2-(3-{[(3S,4S)-3-meToKCcH-2,2,6,6-TeTpaMeTHIITUTIEpUIAH-4 - 1T | (METHIT)aMUHO } - 1,2 ,4-Tpra3uH-6-1mi)-5-
(1H-mmupazon-4-mi)denou;

5-(mmunaso[ 1,2-bmupunazun-6-mn)-2-(3-{3-[(nmponan-2-mi)amMuHo Jmupposnuans-1-un} -1,2,4-rpuazun-6-
wi)deHom;

2-{3-[3-(MeTunamuHO))IpponuaAnH-1-nn-1,2,4-tpuasun-6-un} -5-(2-metnn-2H-1,2,3-rpnazon-4-mm)de-
HOJ;

2-{3-[3-(meTunamuHO)IppoanaAnH-1-nn]-1,2,4-tpuasun-6-uin} -5-(1-metnin-1 H-mmpazon-3-nm)penomn;

2-(3-{3-[(2-meTrnmpOnIIT)aMUHO [TUPPOUIUH- 1 -1t} - 1,2 ,4-Tpra3uH-6-wmn)-5-( 1 H-mupazon-4-wm)deno;

(3S,45)-4-({6-[2-runpokcu-4-(1 H-mupazon-4-un)pennn]-1,2,4-rpuazun-3-mwi } amuno)-2,2,6,6-TeTpame-
THTUTICPUINH-3-0T;

2-[3~(7-metn-2,7-muazacnmpo| 3.5 JHoHaH-2-1)- 1,2, 4-TprasuH-6-1]-5-(2-MeTri- 1 ,3-0kcazoi-5-w1)peHoT,

5-(7-drop-1-metni-1H-0en3umunazon-5-wmn)-2- {3-[meTmn(2,2,6,6-TeTpaMe THITHIICPU AMH-4-HJT ) aMHHO |-
1,2,4-Tpua3un-6-ui } peHour,

5-(6,7-ma¢prop-1H-6en3umunazon-5-mn)-2-{3-[metnn(2,2,6,6-rerpamerunnunepuanH-4-mi)amMuno]-1,2,4-
TpHua3uH-6-11 } heHOT;

5-(6,7-ma¢rop-1-merun-1H-6enzumunazon-5-uin)-2-{3-[metnin(2,2,6,6-reTpaMe THINICPUTUH-4-1IT ) aMH-
HO|-1,2,4-Tpra3uH-6-mi} peHom

5-(8-metmnumunazol[ 1,2-bmupunazun-6-wmn)-2-{3-[metmi(2,2,6,6-TeTpaMe THIITATICPU AN H-4 - F1JT)AMUHO |-
1,2,4-TpuazuH-6-n} heHor;

5-(8-meroxcumumaso[ 1,2-bnmupunazun-6-nmn)-2-{3-[metuin(2,2,6,6-TeTpaMeTHIITATICPUIHH-4-1J1)aMHUHO | -
1,2,4-Tpua3un-6-ui } peHour,

2-{3-[(2,2,6,6-TeTpameTHITIMTIEpUIANH-4-1T)aMUHO |- 1,2 ,4-Tpra3uH-6-un } -5-(1,2,4-TprasuH-6-ui ) peHor;

2-{3-[(4aS,7aS)-okTaruapo-6H-muppoo[3,4-b]mupunnn-6-nn|-1,2,4-tpuasun-6-un } -5-(1 H-mupazon-4-
nn)denou;

5-(1-metun-1H-mupazono[3,4-b]mupunus-5-wm)-2-(3-{3-[ (mponaH-2-wmi1)aMUHO [TUppoIuIuH- 1 -1 } - 1,2,4-
TpHasuH-6-11)(HheHOoIT;

5-(1,3-okcazon-2-min)-2-(3-{3-[ (nponan-2-uia)amuHo |nuppoauuH- 1 -ni} - 1,2 ,4-Tpra3uH-6-ni)peHo;

2-(3-{[(3S)-1-meTunmmupponuauH-3-ui|okcu } -1,2,4-rpuaszun-6-wmn)-5-(1 H-nupazon-4-un)penou;

2-{3-[(4aS,7aS)-1-merunokrarunpo-6 H-nuppo:o[3,4-bnmupuann-6-unl-1,2,4-rpuazun-6-un} -5-(1 H-nu-
pazon-4-un)deHor;

2-{3-[(4aS,7aR)-4-metunrekcaruaponuppoio|3,4-b][1,4]okcasun-6(2H)-nn]-1,2,4-tpuazuna-6-wuin } -5-(1 H-
mupas3od-4-wmi)heHour,

2-(3-{3-[(okceraH-3-mr)aMuHO |UppoHanH- 1 -mi} -1,2,4-tpuasun-6-mn)-5-( 1 H-mupazon-4-mr)denour;

5-(1-metun-1H-mmapa3zon-4-un)-2-(3-{3-[(okceran-3-mir)aMmuHo [mupposmauH- 1 -mi} -1,2,4-Tpua3uH-6-
nn)denou;

5-(mapunasun-4-nmn)-2-{3-[(2,2,6,6-TeTpameTHATIUIICpUIUH-4-1T)aMUHO |- 1,2 ,4-Tprua3uH-6-ui } GeHoIT;

5-[(mupuaun-3-mwr)amuHo|-2-{3-[(2,2,6,6-TeTpameTnnmnunepuanH-4-nin)amMuHo |- 1,2, 4-tpra3uH-6-ni } e-
HOJ;

2-(3-{3-[(1-¢prop-2-MeTunponaH-2-mi)aMHUHO [HTUPPOIHINH- | -1 } - 1,2 ,4-Tpnasun-6-un)-5-(1 H-nmpazon-
4-nm)denom;

2-{3-[3-(3TmramuHO )IMppOIUUH- 1 -11]-1,2,4-Tpraszun-6-un } -5-(1 H-nmupazon-4-mn)penom;

2-{3-[3-(auMeTnIaMHHO ) IUPPOAUAHH- 1 -1 ]-1,2,4-Tpnasun-6-ui} -5-(1 H-mupazon-4-wmm) penor;

5-(1-metun-1H-uanazon-5-un)-2-{3-[(2,2,6,6-TerpameTruIIUNIepuIuH-4- 1) aMuHO |- 1,2 ,4-Tpra3uH-6-
Wi} peHor;
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2-{3-[3-(MeTnnamMuHO )IuppoAuaAnH-1-ni]-1,2,4-tpuasun-6-ui} -5-(2-metun-2H-rerpazon-5-mn)henor;

5-(1-metmn-1H-mmmpazono[ 3,4-b mupuaun-5-mn)-2-{3-[(2,2,6,6-TeTpaMe THINHITCPHTUH-4-HJ1)aMHHO | -
1,2,4-Tpua3un-6-un } peHour;

2-(3-{[(3S,4S)-3-¢bTop-2,2,6,6-TeTpaMe TUIMHUITIEPUANH-4-1J1 |aMHHO } - 1,2 ,4-Tpra3un-6-min)-5-(1 H-mupazosn-
4-wi)deHod;

2-(3-{[(3R,4R)-3-pTOp-2,2,6,6-TeTpameTIITIUTICpUTUH-4- 1T |aMUHO } - 1,2,4-Tpra3uH-6-mr)-5-(1 H-iupa-
30J1-4-11)(heHOT;

2-{3-[(3-pTOp-2,2,6,6-TeTpameTIIIIATIEpUINH-4- 1T )aMuHO |- 1,2 ,4-Tpra3un-6-un } -5-(2H-1,2,3-tpuazon-2-
wi)deHnom;

2-(3-{3-[(3-meTHOKCETaH-3 -1IT)aMHHO |[TUPPOIUIUH- | -1 } - 1,2,4-Tpnasun-6-ui)-5-(1 H-nmpazon-4-nm)de-
HOJ;

5-(4-metnn-1H-nmunazon-1-mm)-2-(3-{3-[(nmponan-2-mi)aMuHo |mupposuans-1-un} -1,2,4-rpuasun-6-
wi)deHom;

2-{3-[(3aR,7aR)-oxraruapo-2H-nmuppono[ 3,4-cJmupuaun-2-nn|-1,2,4-rpuasun-6-ui} -5-(1 H-nmupaszon-4-
nn)denou;

2-[3-(munepaszus-1-mn)-1,2,4-rpuasun-6-wi|-5-(1 H-mupazon-4-wi)denor;

2-{3-[(35)-3-{[(2R)-1-dropriporman-2-ni]aMuHO } TuppoauuH- 1 -mi|-1,2,4-rpuasun-6-un} -5-(1 H-nmpa-
3051-4-11)(hEeHOT;

5-(1-metun-1H-uanazon-5-un)-2-(3-{3-[(mpoman-2-nun)aMuHO [muppoauant- 1 -un } -1,2,4-Tprua3un-6-
nn)denour;

5-(1H-umunpazon-1-nn)-2-(3-{3-[ (mponan-2-wa)amuno Jnuppoiauau- 1 -nin} -1,2,4-TpraznH-6-ni)peHom;

2-{3-[(3aR,6aS)-rexcarunponuppoio|3,2-b]nuppoin-1(2H)-uin]-1,2,4-tpuazun-6-nn} -5-(1 H-nupazon-4-
wi)deHnom;

2-(3-{3-[(2-ruapoxcudTHIT)aMUHO |TupposuaAnH-1 -1} -1,2,4-rpraszun-6-mn)-5-(1 H-ntupazon-4-un)penon;

2-[3-(8-amuHO-2-0KCa-6-a3acnupo[ 3.4 ]okran-6-1n)-1,2,4-rpuaszun-6-un|-5-(1 H-nupazon-4-ni)penou;

2-(3-{3-[(oxcaH-4-n)aMuHO |TUppOIUANH- | -1} -1,2,4-Tpuasun-6-wmn)-5-(1 H-mupaszon-4-wi)denour;

2-(3-{3-[(1-meToKcHIIpOTIaH-2-1JT)aMUHO | TAPPOTHINH- 1 -1 } - 1,2 ,4-Tpuasun-6-mn)-5-(1 H-mupazon-4-
nn)denou;

2-[3-(rexcaruaponuppoiio| 3,4-cJmuppon-2(1H)-wmn)-1,2,4-tpuasznn-6-mun]-5-(1 H-mupazon-4-wn)henor;

5-(4-drop-1H-upazon-1-mm)-2-(3-{3-[(mpoman-2-1i1)aMUHO |TUppOIHAnH- | -1} -1,2,4-Tpua3un-6-mi)de-
HOJ;

2-[3-(1,7-mna3zacnupo[4.4|Honan-7-nn)-1,2,4-tpuasun-6-ui|-5-(1 H-nupazon-4-nn)penoun;

2-(3-{3-[(1-MeTHNIMKIONPONIIT)aMHHO |NIUPPOIUANH- 1 -1 } - 1,2 ,4-Tpuasun-6-mn)-5-(1 H-nupazon-4-
wi)deHo;

2-(3-{3-[(1-MeTOKCH-2-METHIIPOIIaH-2-11)aMHHO |TUPPOIUIUH- 1 -1} - 1,2,4-Tprazun-6-nmi)-5-(1 H-mupa-
3011-4-n11)peHo;

5-(1-metmn-1H-unnazon-5-mn)-2-{6-[metun(2,2,6,6-TeTpaMe THIIMTUIICPUIAH-4 -1 )aMUHO |- 1,2, 4-Tprua3uH-
3-un} denou;

5-(1-metun-1H-mmapa3zon-3-un)-2-{6-[meTmin(2,2,6,6-TeTpaMe THIIITHIICPUIHH-4-1J )aMHiHO |- 1,2 ,4-Tpra3uH-
3-un} denou;

6-(3-runpoxcn-4-{3-[Meti(2,2,6,6-TeTpaMeTHIATIPUANH-4-HIT)aMHHO |- 1,2 ,4-Tpra3un-6-11 § heHron)umuasol 1,2-
b [rupunazna-8-kapOOHUTPIT,

2-(3-{[(3R,45)-3-pTopnunepuanH-4-mi)amMmuHo } - 1,2 ,4-Tpruasun-6-ui)-5-(1 H-nupazon-4-nn)penon;

2-{3-[(3R,4R)-3-MeTOKCH-4-(METHIAMHHO ) TUPPOIHIUH- | -111]-1,2,4-TprazuH-6-un } -5-(1 H-nupazon-4-
win)deHom;

2-(3-{(3S)-3-[(mpoman-2-mi)amMuHo |mupposuanH-1-un} -1,2,4-rpuasun-6-un)-5-(1 H-nupazon-4-ni)penon;

2-(3-{(3R)-3-[(mponan-2-mir)amMuHO Jniupponuant-1-mn}-1,2,4-rpuaszun-6-mn)-5-(1 H-nupazon-4-un)penou;

2-(3-{3-[(6ummkio[ 1,1,1 JnenTan-1-mr)amuHo [mupponunus- 1 -un} - 1,2, 4-tpuaszun-6-mi)-5-(1H-nmupazon-4-
nn)denou;

2-{3-[3-(MeTrnamuHO ) IuppoUauH- 1 -mi]-1,2,4-Ttpuaszun-6-un} -5-(2-meTtui- 1,3-okcazon-5-mi)dpeHo;

5-[8-(amuHOMeTH)uMua30| 1,2-bmupunazua-6-uin|-2-{3-[metmi(2,2,6,6-TeTpaMe THIUIepUANH-4 -
nn)amuuo]-1,2,4-tpua3un-6-un } peHour;

5-(1,3-okcazon-2-mn)-2-{3-[(2,2,6,6-TeTpaMe THIIHIICPU AMH-4-1J1)aMHUHO |- 1,2 ,4-Tpra3uH-6-1mi } peHor ,;

2-[3-(6-okca-2,9-nmuazacniupo[4.5 ] nekan-2-un)-1,2,4-rpua3zun-6-mi]-5-(1 H-mupazon-4-wmr)dpeno;

2-[3-(2,7-mna3zacnupo[4.4|HoHan-2-nn)-1,2,4-tpuasun-6-ui|-5-(1 H-nupazon-4-nn)penoun;

2-{3-[(3S)-3-(TpeT-OyTHIIaMHHO )T ppONUANH- 1 -1 ]-1,2,4-Tprnasun-6-un } -5-(1 H-nupazon-4-mm) heHor;

2-{3-[(3R)-3-(Tper-OyTnnamMuHO )muppoau aiH- 1 -1i]-1,2,4-rpuazun-6-un } -5-(1 H-nmpazon-4-un)penom;

2-{3-[3-(IMKIONEHTHIIAMUHO ) IUpponuaAnH- 1 -mi]-1,2,4-tpuasun-6-un } -5-(1H-nupazon-4-un)peHorn;

2-{3-[3-(MeTunamuHO)IpponuaAnH-1-nn)-1,2,4-tpuasun-6-nun}-5-(1,3-oxcazon-2-mi)peHou;

5-(mmunaso[1,2-aJnupazun-2-nm)-2-{3-[(2,2,6,6-reTpameTnnmnunepuanH-4-min)amMmuno]- 1,2 ,4-tpruasnH-6-
Wi} peHor;

5-(mvuazol 1,2-aJmapumiH-2-m)-2-{3-[(2,2,6,6-TeTpaMe THIHATIEPUINH-4-FIT)aMHHO |- 1,2 ,4-Tprua3iuH-6-11 } h)eHOIT;
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2-[3-(3-{[(nmpoman-2-¥)aMHUHO [METHIT } TUPpOIUIUH-1 -1i)- 1,2,4-TpraznH-6-mi)]-5-(1 H-nupason-4-wum) de-
HOJ;

2-(3-{3-[(4-meTmmokcaH-4-11)aMUuHO |TuppoIuanH- 1 -1 } - 1,2 ,4-Tpra3uH-6-wmn)-5-( 1 H-mupason-4-wmm)de-
HOT,

2-{6-[3-(TpeT-OyTHIIaMyuHO )ITUppOHIUH- 1 -1 ]-1,2,4-Tpuasun-3-umn} -5-(1 H-mupazon-4-wmm)deno;

2-{3-[3-(MeTrnamuHO ) IupposUAnH- 1 -1 - 1,2,4-Tpuaszuu-6-wi} -5-[ 6-(Me THICY b aHIIT) TUPAMHATAH-4 -
nn|denon;

2-{3-[3-(TpeT-OyTHIIaMUHO )TUPPOMHINH- 1 -1 ]-1,2,4-Tprazun-6-un } -5-(3-xmop- 1 H-nupazon-4-mn)denor;

4-(4-{3-[3-(Tper-OyTHiaMuHo )upposuauH-1-mi]-1,2,4-tpuasus-6-nn} -3-ruapokcudenun)- 1 H-nmupazon-
3-xapOoHHUTPHIT;

2-{3-[3-(Tper-6yTHIaMUHO)THPPOMHIKH- | -11]- 1,2, 4-Tpuasun-6-un } -5-[ 1 -(*Hs)mer- 1 H-mupazon-4-
wi|deHnom;

3-(1-metmin-1H-tmmpazon-3-wmn)-6-{3-[metun(2,2,6,6-TeTpaMe THIITUIICPUIUH-4 -1 )aMUHO |- 1,2, 4-Tprua3uH-
6-m} 6enson-1,2-nuom;

2-[3-(2,7-mnazacrmpo[4.5 ] nexan-2-un)-1,2,4-rpuasun-6-mi|-5-(1 H-mupazon-4-wmr)dpenour;

2-[3-(rexcarumpornupposio| 3,4-b]muppon-5(1H)-un)-1,2,4-rpuasun-6-mi]-5-(1 H-mupazon-4-wmr)dpenou;

2-(3-{3-[(3-THapOKCHUITPOIIHI ) aAMHHO |TUPPOTUANH- | -1} -1,2,4-Tpuasun-6-nn)-5-(1 H-nupazon-4-wm)de-
HOT,

2-[3-(3-{[(oxcaH-4-mT)aMUHO [METWIT } TUPPOTUANH- | -1n)-1,2,4-Tpra3uH-6-wmin|-5-( 1 H-mupazon-4-wm)de-
HOJ,

5-[1-(*Hz)merun-1 H-mupason-4-mi]-2- {3-[(2,2,6,6-TeTpaMeTHINInepuIuH-4-1)aMiHO - 1,2, 4-TpuasuH-6-
Wi} peHou;

2-{6-[3-(TpeT-OyTnnamMuHO )uuppoIuarH-1-11]-1,2,4-rpnasun-3-un} -5-(3-prop-1H-nmpazon-4-un)penou;

2-{3-[3-(TpeT-OyTHnamMuHO ) HUppoIHarH- 1 -1i]-1,2 ,4-Tpraszun-6-un} -5-(3-merun- 1 H-nupazon-4-uin)pe-
HOJ;

2-{3-[3-(TpeT-OyTHIIaMUHO )TUPPOTHINH- 1 -1 ]-1,2,4-Tpra3un-6-un } -3-meTokcu-5-( 1 H-mupason-4-wmm)de-
HOJ,

2-(3-{[(3S,4S)-3-dpTop-2,2,6,6-TeTpaMETHIIHITCPHANH-4-11 |]aMuHO } - 1,2, 4-Tprasun-6-1m)-5-[ 1 -(*Hs)me-
Tna-1 H-mpazon-4-un|peHor;

2-{3-[(35)-3-(TpeT-OyTHnamuHO )muppoauauH- 1 -mi]-1,2,4-rpuaszuu-6-mn } -5-(3-gTop- 1 H-mupazon-4-
nin)denou;

2-{3-[(3R)-3-(TpeT-OyTnnamuHo )nuppoauuH-1-mi1]-1,2 ,4-rpuazun-6-un } -5-(3-gprop-1H-nupazon-4-
wi)deHom;

5-[6-(MeTrIaMIHO )TUpUMUAAHH-4 -1 |-2- {3-[ 3-(MeTHIamMuHO )TUpponuuH- 1 -1 |- 1,2, 4-TpuazuH-6-
Wi} peHou;

2-{3-[metnn(2,2,6,6-rerpameTminunepuanH-4-mi)amMuno]-1,2,4-rpuazns-6-uin } -5-(1 H-nmpazosno| 3,4-
c]mupunun-1-um)denor;

2-{6-[meTtnin(2,2,6,6-TeTpaMeTHIIITATICPU ANH-4-1J1)aMHUHO |- 1 ,2,4-Tpra3uH-3 - } -5-(nmupuauH-4-ui)peHor;

5-(7-¢rop-1H-uanazon-5-un)-2-{3-[metnin(2,2,6,6-TeTpaMeTHIIATICPUAUH-4-11)aMUHO |- 1,2 ,4-Tpra3uH-6-
Wi} peHour;

2-{6-[meTtnin(2,2,6,6-TeTpaMeTHIIITATICPU AMH-4-1J1)aMHUHO |- 1 ,2,4-Tpra3uH-3 - } -5-(mupuauH-3-ui)peHor;

2-{3-[(3R,55)-3,5-mumerunmnunepasun- 1 -un]-1,2,4-tpua3zun-6-wun } -5-(umuaaszo[ 1,2-bmupunazua-6-
wi)deHom;

2-(3-{3-[(uMKIIOIEHTHIIAMHHO )ME T |TUPPOIUANH- 1 -1t} - 1,2, 4-TpraznH-6-m)-5-(1 H-nmupazon-4-wmm)de-
HOJ;

2-[3~([2,3'-6unupponuaun]-1'-nn)-1,2,4-tpuazun-6-uin|-5-(1 H-mupazon-4-wr)henomn;

5-(1H-nupazon-4-ui)-2-{3-[3-({[(mupuanH-2-1i1)METHIT ]aMHUHO } METHIT)TUppostuanH-1 -ui)-1,2,4-Tpra3un-
6-ui} penou;

2-[3-(3-aMuHO-3-MeTHITTUPPOIUANH- 1 -111)- 1,2 ,4-Tprasun-6-mi|-5-(1-metwi- 1 H-nmupa3zon-4-un)denor;

2-(3-{3-[(TpeT-OyTHIaMUHO )METHI |TUpPOIUANH- 1 -1 } - 1,2 ,4-Tprasun-6-un)-5-(1 H-mupazon-4-um)peHor,

2-[3-(3-{[(4-MeTnn0OKCaH-4-1JT)aMIHO [METHII } MTAPPOTHIUH- 1 -1)- 1,2, ,4-Tprazun-6-ni]-5-( 1 H-nupa3zon-4-
nn)denou;

2-(3-{3-[(uuKIIOTIPONTMIIAMHUHO )METHJI | TUPPOTHINH- 1 -1 } - 1,2 ,4-Tpuasun-6-un)-5-(1 H-mupazon-4-mm)de-
HOJ,

2-{6-[meTnn(2,2,6,6-reTpameTmiinunepuanH-4-min)amMuno]-1,2,4-rpuasns-3-mi } -5-(mupuauH-2 -1 )eHor;

5-(1-metun-1H-mupazono[4,3-b]mupunun-5-m)-2-{6-[MeTnin(2,2,6,6-TeTpaMe THIHIICpU AN H-4-HIT)aM -
HO|-1,2,4-Tpna3uH-3-mwi} peHor;

2-[3+(3-{[(oxconan-3-m)aMIHO |MeTHIT } TMppOMAiH- 1 -1i)-1,2,4-Tpnazus-6-mi]-5-(1 H-mmpazon-4-nim)enor;

5-(1H-nmmpazon-4-un)-2-{6-[(2,2,6,6-TeTpaMeTHITUICPUIUH-4-11)aMuHO |- 1,2 4-Tpra3uH-3-mi } peHo;

2-{3-[(3S)-3-{[(oxcaH-4-1T)aMHHO |METHI } TUPPOIUIHH- 1 -1i]-1,2 ,4-Tprazun-6-un } -5-(1 H-nmupazon-4-
nn)denou;

2-{3-[(3R)-3-{[(oxcan-4-rm)aMIHO [METHII } TP pOIHIHH- | -1i]-1,2,4-TprasuH-6-wn } -5-(1 H-mapazon-4-wm)deHor;
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2-{3-[(3R)-3-(1mkn00yTHIAMHUHO )TUpposTU U H- | -1i1]-1,2,4-TpraznH-6-nin } -5-(1 H-nupazon-4-nin)dpenon;

2-{3-[(3S)-3-(1mKn00yTHIAMHHO ) TUPPOIHANH- | -11]-1,2 ,4-Tpraszun-6-un } -5-(1 H-nmupazon-4-mn)denor;

2-{6-[(2,2,6,6-TeTpameTrimUTnIepUIAH-4-1)aMuHo |- 1,2 ,4-Tprazun-3-uin } -5-(2H-1,2,3-tpuazon-2-wm)de-
HOJ;

2-{6-[meTtnin(2,2,6,6-TeTpaMeTHIIITATICPUANH-4-11)aMUHO |- 1 ,2,4-Tpra3uH-3 -1 } -5-(mupuMuuH-2-ui) de-
HOJ;

2-[3-(3-{[(3-pTopokcan-4-nm)aMHHO |METUT } TUPPpOUANH- 1 -1)- 1,2 ,4-Tpuasun-6-un|-5-(1 H-mupazon-4-
nn)denou;

2-[3-(3-{[(oxcan-3-mn)aMuHO [MeTHI } TUpposUAnH- 1 -1i)-1,2,4-Tpraznn-6-m]-5-(1 H-nupazon-4-wum)de-
HOJ;

2-[3-(3-{[(8-oxcaburmkio[3.2.1]okTaH-3-11)aMUHO |METHIT } MAPPOITUANH- 1 -1)- 1,2 4-TprasuH-6-1 ] -5-
(1H-tmpazon-4-wi)denomn;

2-{3-[(3R)-3-(1K100y THIAMUHO )TUp PO IUH- | -11]-1,2,4-TpraznH-6-mi } -5-(1-metnn-1H-nupaszon-4-
wi)deHom;

2-{3-[(35)-3-(MKI00y THITAMHHO ) TUPPOTUANH- | -1 ]-1,2,4-Tprazun-6-un } -5-( 1 -metmn- 1 H-mupa3zon-4-
nn)denou;

2-(3-{[(1R,3s,5S)-1,5-mumeTnn-8-a3adurukio[3.2. 1 JokraH-3-wi](MeTHa )aMuHO § - 1,2 ,4-Tpra3uH-6-1m)-5-
(1-metmn-1H-nupazon-4-nn)denon;

2-(3-{3-[(3,3-aud TOPIMKIOTIEHTHII )JaMUHO [Tpp o aAuH- 1 -1t} - 1,2 ,4-Tpra3uH-6-win)-5-( 1 H-mupazon-4-
nn)denou;

2-(3-{3-[(muMeTHIaMUHO )METHII |TUPPOIH ANH- 1 -1 } - 1,2 ,4-Tpna3un-6-mn)-5-(1 H-nmupazon-4-mn)denom;

2-{6-[meTun(2,2,6,6-TeTpameTmimunepuanH-4-mr)amMuHo |- 1,2,4-tpuasun-3-un | -5-(MupuMuIH-4-11) de-
HOJ;

2-{6-[meTnn(2,2,6,6-reTpameTminunepuanH-4-min)amMmuao|-1,2,4-tpruasnn-3-mi } -5-(mupasus-2-mit) heHoT;

2-(3-{3-[(MeTHIaMUHO )METHI [MUPPOIHINH- 1 -1 } - 1,2 ,4-Tpua3un-6-mn)-5-(1 H-nmupazon-4-mn)denomn;

2-[3-(3-{1-[(mporaH-2-11)aMHHO |3THJI } TUPPOTUANH- 1 -1i)-1,2,4-Tprasun-6-mi|-5-(1 H-mupazon-4-wmm)de-
HOJ;

2-(3-{3-[(uMKII00Y THITAMUHO )METHII | TUPPOIUANH- | -1 } -1,2,4-Tpuaszun-6-nn)-5-( 1 H-nmupazon-4-wm)de-
HOJ;

2-(3-{3-[(uuKII00 Y THITAMUHO )METHJI | TUPPOTUANH- | -1 } -1,2,4-Tpuasun-6-mn)-5-( 1 -metmn- 1 H-mupa3zon-4-
nn)denou;

2-(3-{[(1R,3s,5S)-1,5-numeTun-8-azadummkio[ 3.2. 1 Jokran-3-mi | (MeTHI)aMUHO } - 1,2 ,4-Tpra3uH-6-11)-5-
(2H-1,2,3-Ttpuazon-2-wmw)deHour;

6-{3-[3-(Tper-OyTrnamuno)nmuppoiauauH-1-ninl-1,2,4-rpuasun-6-ui} -2-¢prop-3-(1 H-tupazon-4-un)penou;

5-(1H-mpazon-4-nm)-2-{6-[(2,2,6,6-TeTpaMe THIITUNICPUIAH-4 -1 )oKCcH |- 1,2 4-Tpra3uH-3 -1 } peHoT;

2-(3-{3-[(3-¢propurKkoneHTHII)aMIHO [upposanH- 1 -1 } - 1,2 4-tpuasus-6-1)-5-(1 H-rupazon-4-um)denor;

2-[3-(3-{1-[(okcan-4-m11)aMUHO | IUKJIONIPOIIMI } TUPpONUANH-1 -1i)-1,2,4-TpraznH-6-mi-5-(1 H-nupason-
4-wmi)deHor;

2-(3-{3-meTwi-3-[(mpomnan-2-mui)aMiHO |mUppOoauanH- 1 -un } - 1,2,4-tpuazun-6-mn)-5-( 1 -metnin- 1 H-mmpa-
30J1-4-11)(heHOoT;

2-{6-[(3-pTOp-2,2,6,6-TeTpamMeTIIIIATIEpUIUH-4-1T)aMuHO |- 1,2 ,4-Tpra3uH-3-wi } -5-( 1 H-mupa3zoin-4-
nn)heHosn u

5-[1-(*Hz)merun-1 H-mupason-4-mi]-2- {6-[(2,2,6,6-TeTpaMeTHINIIepUIuH-4- 11 )aMIHO - 1,2, 4-Tpuasus-3-
wi} peHou.

9. CoenuHeHUe, TI€ COCIMHCHHUE MPEICTABISACT COOOH COJIb COCAMHCHUS, BEIOPAHHYIO W3 TPYIIIBI, CO-
CTOSIIIEH U3 CICAYIONIIUX:

5-(5-metnin-1,3-okcazon-2-mn)-2-{3-[metnin(2,2,6,6-rerpameTmiinunepuanH-4-min)amMuto] - 1,2 ,4-Tpra3us-
6-m1} peHos runpoOpomMu;

5-(6-MeTokcUMUpUMUIH-4-11)-2 - {3-[MeTm(2,2,6,6-TeTpaMe THITUIICpU TN H-4 -1 )aMuHO |- 1,2 ,4-Tpra3uH-
6-un} penos popmmuar;

5-(2-meroxcunupuauH-4-mi)-2- {3-[Metun(2,2,6,6-reTpaMe THITHIICpU TUH-4- 11 )aMiHO |- 1,2,4-Tpra3uH-6-
nn} peHos GopMHuar;

5-(3-metun-1H-mmpa3zon-4-un)-2- {3-[metmin(2,2,6,6-TeTpaMe THIIITHIIEPUAHH-4-1J )aMHHO |- 1 ,2,4-Tpra3uH-
6-un} penos popmmuar;

5-(4-metnn-1H-nmunazon-1-mn)-2-{3-[metnin(2,2,6,6-rerpamerunnunepuanH-4-un)amuao] - 1,2 ,4-rpua-
3UH-6-11} HEHON THAPOXIIOPHUL;

5-(1H-nupazon-4-un)-2-{3-[(2,2,6,6-rerpameTrnnunepuun-4-un)okeu)-1,2,4-tpuazun-6-nn} penon  nu-
THIPOXJIOPH;

5-(3-¢rop-1H-nupazon-4-nn)-2-{3-[metnin(2,2,6,6-rerpameTrinunepuanH-4-mir)amMmuHo |- 1,2 ,4-tpua3un-6-
wi} peHon nuTpudropanerar;

5-(1H-nmupazon-4-mm)-2-{3-[(2,2,6,6-TeTpameTunnunepuanH-4-mi)aMuHo |- 1,2,4-TpuazuH-6-mn } GeHoa Tu-
THIPOXJIOPH;
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5-[1-(*H3)merun-1 H-mmpason-4-mn]-2- {3-[metun(2,2,6,6-TeTpaMeTHIIHIe pU M H-4- 11 )aMHHO |- 1,2, 4-Tpu-
A3UH-0-1J1} PEHOIT TUTUIPOXIIOPHUIL;

2-{3-[meTtuin(2,2,6,6-TeTpaMeTHIIITATICPUANH-4-11)aMUHO |- 1,2,4-Tpra3uH-6-mi } -5-(1 H-mupazon-4-um)de-
HOJI THUAPOXIIOPHT;

5-(1-metun-1H-mmapa3zon-4-un)-2-{3-[metmin(2,2,6,6-TeTpaMe THIIITHIICPUAHH-4-1J )aMHHO |- 1,2 ,4-Tpra3uH-
6-111} heHOT JUTHIAPOXITOPHUI;

5-(3-¢rop-1-metnin-1H-mmpazon-4-un)-2- {3-[meTmin(2,2,6,6-TeTpaMe THANHIIepuANH-4-1i1 )aMuHo |- 1,2 ,4-
TpUA3UH-6-1IT } PEHOI THAPOXIIOPH]T;

2-{3-[meTun(nunepuanH-4-mi)amuHo - 1,2,4-tprazns-6-mi} -5-(1 H-nupazon-4-nin)peHon Turuapoxiopurs;

2-{3-[meTun(nunepuanH-3-mi)amMuHo - 1,2,4-TpraznH-6-mi} -5-(1 H-nupazon-4-nin)peHon Turuapoxiopus;

2-{3-[metnn(2,2,6,6-rerpameTmimnunepuanH-4-min)amMuno]-1,2,4-tpuazun-6-nn} -5-(2-metnn-2H-1,2,3-tpu-
a3071-4-111)peHoT THAPOXIIOPHT;

2-{6-[meTnn(2,2,6,6-TerpameTminunepuanH-4-mi)amMuno]- 1,2, 4-rpuaznn-3-uin } -5-(1 H-nmpazon-4-nm)de-
HOJI THAPOOPOMMUL;

4-(3-ruapoxcu-4-{3-[metnin(2,2,6,6-TeTpaMe THITTUIICPUINH-4-1T)aMIHO |- 1,2,4-Tprua3uH-6-1i } eHmI)-
1,3,5-Tpua3uH-2-0J1 TUTHIAPOXIOPHI;

5-(4-drop-1H-umunazon-1-nm)-2-{3-[metmin(2,2,6,6-TeTpaMe THIITATIEpUANH-4-11)aMuHO | - 1,2 ,4-Tpra3uH-
6-111} heHOT JUTHIAPOXITIOPHUI;

2-{3-[metnn(2,2,6,6-TeTpaMeTHIIIATICPUANH-4-11)aMUHO |- 1,2,4-Tpra3uH-6-mn } -5-(3-metun-1H-1,2,4-
TpHa30J- 1 -uir)(HEeHOT THAPOXITOPHT;

2-{3-[(1-meTtunnunepuanH-4-uin)amMuto]-1,2,4-rpuazun-6-un } -5-(1 H-mmpazon-4-nm)penon Tpuruapoxio-
pu;

5-(4-meroxcu-1H-nmupazon-1-mm)-2-{3-[metni(2,2,6,6-rerpamerunnuiepuani-4-un)amuao |- 1,2 ,4-tpua-
3UH-6-11} HEHON AUTHAPOXIIOPH;

5-(3-xy0p-1H-tupazon-4-mn)-2-{3-[metun(2,2,6,6-TeTpaMe THITHIICPU TN H-4-11)aMuHO |- 1,2 ,4-Tpua3uH-6-
11} GEHOIT THIPOXIOPH]T;

2-{3-[meTtnn(2,2,6,6-TeTpaMeTHIIITATICPU AUH-4-1J1)aMHUHO |- 1,2,4-TprasuH-6-mit } -5-(1,3-truazon-2-um)de-
HOJI THUAPOXIIOPHT;

5-(4-xyop-1 H-umunazon-1-um)-2-{3-[metwn(2,2,6,6-TeTpaMe THIITATIEPUAUH-4-11)aMuHO | - 1,2 ,4-Tpra3uH-
6-n11} heHOT JUTHIAPOXITIOPHUI;

2-{3-[metnn(2,2,6,6-TeTpaMeTHIIITATICPU AUH-4-1J1)aMHUHO |- 1 ,2,4-Tpra3uH-6 -1 } -5-(upuna3ua-4-wmn) pe-
HOJI AUTAAPOXIIOPUL;

5-(6-metnnmupunazuH-4-mn)-2-{3-[metnin(2,2,6,6-rerpame THIIHIICpUANH-4-1IT)aMUHO |- 1,2,4-TpraznH-6-
Wi} PeHOIT TUTUAPOXIIOPHUI;

2-{3-[metnn(2,2,6,6-rerpamerminunepuant-4-mi)amuno]- 1,2, 4-rpuazns-6-mi } -5-(1-metun-1H-1,2,4-
Tpra30i-3-mi)peHon AUTHAPOXIIOPUL;

2-{3-[metnn(2,2,6,6-rerpamerminunepuant-4-mi)amuno]-1,2,4-rpuaznn-6-min} -5-(2H-1,2,3-rprazon-2-
1) (heHONT TUTUIPOXITOPHU;

2-{3-[metnn(2,2,6,6-TeTpaMeTIIIATIEpUANH-4-11)aMuHO |- 1,2 ,4-Tpra3uH-6-wmn } -5-(1,2,4-Tnagnazon-5-
1) (heHOT THAPOXIIOPHT,

2-{3-[meTtnn(2,2,6,6-TeTpaMeTHIIITATICPU AUH-4-1J1)aMHUHO |- 1,2,4-Tpra3uH-6-mi } -5-(3-metun-1,2,4-tuaau-
a30J1-5-11)(pEHOI THAPOXIOPHU]T;

2-{3-[(3-dTOp-2,2,6,6-TeTpaMeTHIANINIEPUINH-4-1T)(METHI )aMUHO |- 1,2, 4-Tprnasun-6-un } -5-(1 H-nupazon-
4-nm)peHoa TUrHIPOXIOPH;

1-[1-(3-ruppokcu-4-{3-[metnin(2,2,6,6-TeTpameTHIIHIICpUANH-4-1IT)aMUHO |- 1,2 ,4-Tpra3uH-6-ui } peHn)-
1H-nupa3zon-4-uistas-1-oH JUrHAPOXIOpUL;

2-{3-[metnn(2,2,6,6-rerpameTmmnunepuanH-4-min)amMuno]-1,2,4-tpuazun-6-nn} -5-(4-metnn-2H-1,2,3-tpu-
a30J1-2-11)(PCHOIT TUTHIPOXIIOPH]T;

2-{3-[meTtnn(2,2,6,6-TeTpaMeTHIIITHIICPU IUH-4-1J1)aMHHO |- 1 ,2,4-Tpra3uH-6 -1 } -5-(upuauH-2-1i ) eHo T
(dhopmuar;

5-(3-drop-1H-upazon-4-nm)-2-{3-[(2,2,6,6-TeTpameTrmunepuauH-4-mi)okcu| - 1,2 ,4-rpua3uH-6-un } pe-
HOJI AUTHAPOXIIOPUT;

5-(3-¢prop-1H-mmpazon-4-wmn)-2- {3-[(2,2,6,6-reTpameTHamnepuanH-4-11)aMuHo |- 1,2 ,4-TprazuH-6-1  heHOI
TPHUTUIPOXIIOPHT;

5-(2-metnin-1,3-okcazon-5-mn)-2-{3-[metnin(2,2,6,6-rerpamermiinunepuanH-4-min)amMuto] - 1,2 ,4-Tpra3nus-
6-111} (PeHOIT TUIIPOXIIOPHUIT;

5-(1-metnn-1H-nmunazon-4-mn)-2-{3-[metnin(2,2,6,6-rerpameTunnunepuanH-4-un)amuao] - 1,2 ,4-rpua-
3UH-6-11} HEHON THAPOXIIOPHL;

5-(1-metnn-1H-nmupazon-3-un)-2-{3-[metnin(2,2,6,6-rerpameTruimnunepuanH-4-mi)aMuto] - 1,2 ,4-rpua3ns-
6-111} (PeHOIT TUIPOXIIOPHUIT;

2-(3-{[(1R,35,5S)-9-meTmn-9-azabunukino[3.3. 1 Jnonan-3-un|amuHo } - 1,2,4-Tpuasun-6-un)-5-(1 H-mpa-
30J1-4-11)(hEeHOJT AUTHUIAPOXIOPHUI;
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2-{3-[metun(2,2,6,6-rerpamerminunepuant-4-mi)amuno]-1,2,4-rpuaznn-6-mn} -5-(1H-1,2,4-rpuazon-1-
W) peHoT AUTHAPOXIIOPHT;

5-(mmupazo[ 1,2-a]mupasun-6-mm)-2-{3-[metnn(2,2,6,6-TeTpamMe THITIUTIEpUIUH-4- 1T )aMuHO |- 1,2 ,4-Tpra-
3UH-6-111 } HEHOT THAPOXIIOPHT,

5-(5-metun-1,3,4-oxcaguazon-2-mn)-2-{3-[Metnn(2,2,6,6-rerpame THIIIUNICpUANH-4- 1T )aMuHO |- 1,2,4-
TpUA3UH-6-1IT } PEHOI THAPOXIIOPHU];

2-{3-[(2,6-mumeTrnmunepuauH-4-mn)okcu]-1,2,4-rpua3zud-6-mi} -5-(1 H-mupazon-4-un)peHon  Turumpo-
XJIOPUT;

2-{3-[metun(2,2,6,6-reTpameTminunepuanH-4-min)amMuo|-1,2,4-tpruasuH-6-mn} - 5-(mupunazus-3-mn) de-
HOJI (pOopMHaT;

2-{3-[meTun(2,2,6,6-reTpameTmimunepuAnH-4-mn)amMuHo |- 1,2,4-TpuasuH-6-ui } -5-(MupUMHIAH-5-11) e-
HOJI (pOpMHaT;

5-(4-merokcu-1,3,5-tpuazun-2-mn)-2- {3-[meTmn(2,2,6,6-TeTpamMme THIIMUNICpUAUH-4- 11 )aMuHO |- 1,2, 4-Tpu-
A3UH-0-1J1} PEHOIT TUTUIPOXIIOPHUIL;

5-(1H-umupgazon-1-nmn)-2-{3-[metnun(2,2,6,6-TeTpaMeTHITUTIEpUANH-4-1T)aMiuHO |- 1,2 ,4-Tpra3uH-6-
W} heHOI TUTHAPOXIIOPHT,

1-(3-ruapoxcu-4-{3-[metmn(2,2,6,6-TeTpaMe THIUICPUINH-4-11)aMIHO |- 1,2 ,4-Tprua3uH-6-ui } eHmI)-
1 H-nupa3o11-4-0J1 AUTHAPOXITOPH]T;

2-{3-[meTtnn(2,2,6,6-TeTpaMeTHIIITATICPUANH-4-11)aMUHO |- 1 ,2,4-Tpra3uH-6-mi } -5-(1,3-okcazon-5-um)de-
HOJI THAPOXIIOPHI;

5-(mmunazo[ 1,2-b]mupunasun-6-un)-2-{3-[metun(2,2,6,6-reTpaMe THITHTICpUANH-4- 1T )aMHuHO |- 1,2,4-Tpu-
A3UH-0-1J1} PEHOII THIPOXIIOPH;

5-(4-¢rop-1H-nmpazon-1-nn)-2-{3-[metnin(2,2,6,6-reTpameTrinunepuanH-4-min)amMmuHo |- 1,2 ,4-tpua3un-6-
Wi} PeHOIT TUTUAPOXIIOPHUT;

5-(4-metnn-1H-mmupazon-1-mn)-2-{3-[metnin(2,2,6,6-rerpameTrimunepuani-4-mi)aMuto] - 1,2,4-rpua3us-
6-n11} heHOIT JUTUAPOXITIOPHUI;

2-[3-(2,7-mmazacrupo| 3.5 Jnonan-7-mn)- 1,2, ,4-tpuazuna-6-un|-5-(1 H-nupazon-4-un)peHon TuTruapoxXIopuI;

2-[3-(2,7-mmazactupo| 3.5 JHonan-2-mn)- 1,2, ,4-tpuazua-6-un |-5-(1 H-mupazon-4-un) peHon TuruapoxXIopuI;

5-(1H-ungazon-5-um)-2-{3-[metun(2,2,6,6-TeTpaMeTHIIATIEpUINH-4-1T)aMuHO |- 1,2 ,4-Tpra3uH-6-um } he-
HOJI TUTUAPOXIIOPHUL;

2-{3-[metnn(2,2,6,6-TeTpaMeTIIIATIEpUANH-4-11)aMUuHO |- 1,2 ,4-Tpra3uH-6-wmi } -5-(4-autpo-2H-1,2,3-tpu-
a30J1-2-11)(PCHOIT TUTHIPOXIIOPH]T;

5-(1-mmuxnonponnn- 1 H-nupazon-4-mn)-2-{3-[metnn(2,2,6,6-rerpametnnmnunepuani-4-min)amuHo - 1,2,4-
TpUa3UH-6-1J1} PSHOI THIPOXIOPHLL;

2-{3-[meTun(2,2,6,6-reTpameTmimunepuAnH-4-mr)amMuHo |- 1,2,4-Tpuasun-6-nn } -5-(MupuMHuIHH-4-11) e-
HOJI (pOopMHar;

4-{3-[metun(2,2,6,6-rerpamermmnunepuanH-4-min)amMuao]-1,2,4-tpuazun-6-nn} [ 1,1'-oudennn]-3,4'-nuon
(dhopmmar;

6-{3-[metun(2,2,6,6-TeTpaMeTHITUTICPUINH-4- 1T )aMUHO |- 1,2 ,4-TpHa3wH-6-1J1 } XHHOJIUH-7-071  THIPOOpO-
MU,

5-(1H-mmupazon-3-mm)-2-{3-[(2,2,6,6-TeTpameTunnunepuanH-4-mn)okcu|-1,2,4-tpua3ua-6-uin } peHon  mut-
pudToparnerar;

5-(1-metun-1H-mupazon-3-un)-2-{3-[(2,2,6,6-TeTpameTriinunepuanH-4-umn)okcu|-1,2,4-rpuasun-6-ui} gpe-
HOJI TpUQTOpALEeTaT;

2-[3-(2,6-mmazacmupo[ 3.5 |HoHaH-2-nn)-1,2,4-tpuasun-6-ui|-5-(1 H-nupazon-4-ni)dpenon Turuapoxiopus;

2-[3-(2,6-mmazacmupo| 3.4]okran-6-uin)-1,2,4-rpuazun-6-mi]-5-(1 H-nupaszon-4-un)heHon Auruapoxaopus;

2-{3-[metnn(2,2,6,6-rerpameTmiinunepuanH-4-mi)amMuno]-1,2,4-rpuaznH-6-uin } -5-(1 H-nmpazosn-3-nm)de-
HOJI TpUQTOpALETAaT;

5-(5-¢bropriupumuanH-2-ni)-2- {3-[Metun(2,2,6,6-TeTpaMe THIIUTNIEpU AN H-4-11)aMiuHO |- 1,2 ,4-Tpra3uH-6-
11} GEHOIT THIPOXIOPH]T;

2-[3-(1-metun-1,7-guazactupo[3.5|HoHan-7-un)-1,2,4-tpuasun-6-mi|-5-(1 H-mupazon-4-wr)penon aurui-
POXIIOpHTT;

2-{3-[(35S)-3-(meTunamuHO )tuppouanH-1-ui]-1,2,4-rpuaszun-6-mn} -5-(1 H-nmupazon-4-un)peHon  aurum-
POXIIOpHTT;

2-{3-[(7S)-7-amuH0-5-a3acnupo|2.4|renran-5-mn|-1,2,4-Tpuazus-6-un } -5-(1 H-mupazon-4-mn)peron  mu-
THIPOXJIOPH;

2-{3-[(8aS)-rexcarunpomuppoio[ 1,2-aJmupazun-2(1H)-mn]-1,2,4-rpuazun-6-wun } -5-(1 H-nmupazon-4-mn)de-
HOJI AUTAAPOXIIOPUL;

2-{3-[(3aR,6aR)-1-meTmirekcarnaponuppoino|3,4-b]muppon-5(1H)-nn]-1,2,4-rpnasun-6-un} -5-(1H-nmu-
pa3on-4-un)heHon AUTHAPOXIIOPHT;

2-[3-(2,6-mmnazacrmpo[ 3.3 Jrenran-2-wn)-1,2,4-tpuazun-6-ni]-5-(1 H-mupazon-4-un)peHon  IUTHAPOXIIO-
pun;
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2-{3-[metnn(2,2,6,6-rerpameTmiinunepuanH-4-mi)amMuno] - 1,2,4-tpuaznH-6-min } -5-(5-metmn-2H-Tetpasoun-
2-n1)(EeHOT TUTHIPOXIIOPH;

2-(3-{[(2R,4s,6S)-2,6-muyTHNTIMNCpUANH-4 -1 |oKCH } - 1,2 ,4-Tpra3zun-6-ni)-5-( 1 H-nmupa3zon-4-ni)peron
TpUQTOpaIeTar;

2-{3-[(2,2,6,6-TeTpameTrimuniepuauH-4-mn)aMuHo |- 1,2 ,4-tpuazuna-6-un } -5-(2H-1,2,3-tpuazon-2-wm)de-
HOJI TUTUAPOXIIOPHUL;

2-{3-[(2,2,6,6-TeTpameTrnnuniepuIuH-4-m1)okcu]-1,2,4-rpuasuH-6-wmn } -5-(2H-1,2,3-tpuazon-2-wi)penor
THIPOXIIOPHIT;

5-(6-xnoprmpuaa3zun-3-mn)-2- {3-[metmn(2,2,6,6-TeTpaMe THIHIICPUANH-4- 1T )aMHHO |- 1,2 4-Tprua3uH-6-
W1} PeHOIT TUAPOXIIOPHUI;

5-(1-metmn-1H-tmupazon-5-mn)-2-{3-[metun(2,2,6,6-TeTpaMe THIIMTUIICPUIAH-4 -1 )aMUHO |- 1,2, 4-Tprua3uH-
6-111} heHON TUTUAPOXIIOPHUI;

2-{3-[(3-dTOp-2,2,6,6-TeTpaMeTHIANNIEPUINH-4-1T)aMHUHO |- 1,2 ,4-Tprnasun-6-ui | -5-(1 H-mupaszon-4-
W) peHoT AUTHAPOXIIOPHT;

2-{3-[6-(mmdTHITaMKHO)-3-a3abunmkio[3.1.0]rekcan-3-nin]-1,2,4-tpuazun-6-un } -5-(1 H-nmupazon-4-wm) de-
HOJI THAPOXIIOPHI;

5-(5-MetunmupuMuanH-2-1n)-2- { 3-[MeTrin(2,2,6,6-TeTpaMe THIIIHTICPU AUH-4-1J1 )aMHuHO |- 1,2, 4-Tpra3uH-6-
W1} GEHOI THIPOXIOPH]T;

5-(4-metunmupuMuanH-2-1n)-2- { 3-[MeTrin(2,2,6,6-TeTpaMe THIIIHTICPU IMH-4-1J1 )aMHuHO |- 1,2, 4-Tpra3uH-6-
W1} GEeHOIT THIPOXIOPH]T;

5-(2-xnoprupumMuauH-4-nin)-2-{3-[metuin(2,2,6,6-reTpamMmeTHIANUNIEpUINH-4-1T)aMuHO |- 1,2 ,4-TpruasuH-6-
W1} PEHOIT TUAPOXIIOPHUIL;

2-{3-[metnn(2,2,6,6-rerpameTminunepuanH-4-mi)amMuno]-1,2,4-rpuazns-6-uin } -5-(1 H-nmpazoino| 3,4-
b]mupunun-5-um)denon popmuar;

5-(3-xnop-1H-1,2,4-tpnazon-1-mn)-2-{3-[metnn(2,2,6,6-rerpamerunnunepuant-4-un)amuno|-1,2,4-tpu-
a3WH-6-11} PEHOI AUTUAPOXITIOPHUI;

6-(3-ruppoxcu-4-{3-[meTmi(2,2,6,6-TeTpaMe THIHIICPUANH-4-111)aMHUHO |- 1,2,4-Tpra3uH-6-11 } eHT ) TTH-
pHUIa3uH-3-0J1 TUAPOXIIOPHI,

1-[1-(3-runpoxcu-4-{3-[meTmin(2,2,6,6-TeTpamMme THINUICpUANH-4 -1 )aMiHO |- 1,2,4-Tpra3uH-6-1 } peHIIT)-
1 H-umunazon-4-ui|atan-1-0H TUTHIPOXIOPHU]T;

5-(2,8-mumetmmmuazol 1,2-b jmupumga3zud-6-mn)-2-{3-[metmn(2,2,6,6-TeTpaMe THITUIICpUNH-4 -1 ) aMH-
HO]-1,2,4-Tpra3nH-6-11} GeHoT AUTHAPOXIIOPHT,;

5-(2-metmnumunazol 1,2-bnupunazun-6-wmn)-2-{3-[metmin(2,2,6,6-TeTpaMe THIITATICPU AN H-4 - 1JT)AMUHO | -
1,2,4-Tpua3uH-6-n} GeHoN AUTHAPOXIIOPHT;

2-{3-[meTnn(2,2,6,6-TerpameTmiinunepuanH-4-mi)amMuto] - 1,2,4-tpuaznH-6-min } -5-(2-metun-2H-tetpasou-
5-ui)(heHoN TUTruApOXIOPUI;

6-(3-runpokcu-4-{3-[metnn(2,2,6,6-TeTpaMeTIIIIHIICPUIUH-4-T)aMIHO |- 1,2 ,4-Tpra3uH-6-11 } heHu)-3-
MeTmImupuMuInH-4(3H)-0H TUTHAPOXITOPUT,;

5-(3-ruppoxcu-4-{3-[meTmi(2,2,6,6-TeTpaMe THIMHIICPUAMH-4-1I1)aMHUHO |- 1 ,2,4-Tpra3uH-6-11 } eHw)-2-
MeTwmupuaa3ua-3(2H)-oH TUruapoxiIopu;

2-(3-{3-[(mpoman-2-ni)aMUHO JTUppOoIuaAnH- 1 -1 } -1,2,4-tpuasun-6-mn)-5-(1 H-mupazon-4-mm)penon rum-
POXIIOpHT;

2-[3-(2,7-mna3zacnupo| 3.5 |Honan-2-mn)-1,2,4-tpuasun-6-ni|-5-(3-gprop-1 H-nupazon-4-un)penon  aurun-
poxJopuz;

2-{3-[meTmn(2,2,6,6-TeTpamMe TIIITUNICPUANH-4 -1 )aMUHO |- 1,2, 4-Tpra3un-6-ui} -5-([ 1,2,3 tpuazomno[ 1,5-
a|mupuIuH-5-m1)(hEeHOT TUTHAPOXITIOPUT;

5-(3-¢prop-1H-tmpazon-4-mn)-2-{3-[(3aS,7aR)-1-meTmnokrarunpo-5SH-nuppoino| 3,2-c jnupunuH-5-ui| -
1,2,4-Tpua3uH-6-n} GeHoN AUTHAPOXIIOPHT;

2-{3-[meTtnn(2,2,6,6-TeTpaMeTHIIITATIEPUANH-4-11)aMUHO |- 1 ,2,4-Tpra3uH-6-1mi } -5-(TeTpaszono[ 1,5-a]mupu-
JUH-7-11)(hEeHOJT AUTHAPOXIIOPHUI;

5-(4-drop-1H-upazon-3-mm)-2-{3-[metnn(2,2,6,6-TeTpaMe THIIUATICPUAUH-4-11)aMUHO |- 1,2 ,4-Tpra3uH-6-
nun} dpenon Tpudropanerar;

2-(3-{3-[(amamanTan-1-mn)amMuHO |muppoauanH-1 -1} -1,2,4-tpuazun-6-nun)-5-( 1 H-mupa3zon-4-un)peron
nmutpudroparerar;

2-{3-[metnn(2,2,6,6-reTpamerminunepuanH-4-min)amMuno]-1,2,4-rpuaznH-6-mi} -5-(SH-nuppono[2,3-b]mu-
pasuH-2-ui)peHon popMuar;

2-(3-{3-[(amamanTaH-2-1]1)aMHUHO [MTUPPOIHIUH- | -1 } - 1,2,4-Tpra3un-6-ni)-5-(1 H-mmpazon-4-mm)penon
quTpuTOparerar;

2-(3-{3-[(3,5-numeTnnanamMaHTaH- 1 -mi1)aMuHO |mupposuans-1-mi} -1,2,4-rpuasun-6-un)-5-(1 H-nupazon-
4-nm)dpenon qurpudTOpaLerar;

5-[4-(rumpokcumernin)- 1 H-mupazon-1-nn]-2-{3-[metuin(2,2,6,6-TeTpaMeTHIITATICPUIUH-4-1J1)aMHUHO | -
1,2,4-Tpua3uH-6-u1 } EHOT THAPOXITOPHT;
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2-{3-[(3aR,4R,6aS)-4-(mumeTHaaMmuHO )rekcaruapouukionenral ¢ jnuppon-2(1H)-un]-1,2,4-rpuazun-6-
wi}-5-(1H-nmpazon-4-nim)penon quruapoxiopu;

5-(1-metun-1H-umunazo[4,5-b jmupuaun-5-un)-2- {3-[Metrin(2,2,6,6-TeTpaMe THIIITATICPH TMH-4-1J1)aMHHO | -
1,2,4-Tpua3uH-6-u1 } EHOT THAPOXITOPHT;

2-{3-[(3aR,4S,6aS)-4-amuHorekcaruaponukionenTa[c jmuppon-2(1H)-wmi]-1,2,4-rpuazun-6-nn} -5-(1H-
Upa3od-4-mi)heHo AUTUAPOXIOPHUI;

2-[3-(5-metunokraruapo-2H-nmupporno| 3,4-cmupuaun-2-un)-1,2,4-rpua3zud-6-wui|-5-( 1 H-mupazon-4-
1) (hEeHONT TUTUIPOXITOPHU;

2-{3-[(3aR,48S,6aS)-4-(mumeTriIaMuHO JrekcaruaporukionenTal ¢ jmuppon-2(1H)-mn]-1,2,4-tpuazus-6-
wi}-5-(1H-nmpazon-4-ni)penon quruapoxiopu;

3-amuHO-6-(3-Tuapokcu-4-{3-[Metni(2,2,6,6-TeTpame TN puAnH-4-mn)aMuHo |- 1,2, 4-TprasnH-6-
Wi} peHMIT)-4-MEeTHIITUPUANH-2-0J1 TUTHIPOXJIOPHL;

5-(2,7-nmumetnn| 1,3 Jokcazono[5,4-b Jnupunun-5-nn)-2- {3-[metnn(2,2,6,6-TeTpaMe THITHIIC PUTTH-4 -
wi)aMuHo]-1,2,4-TpuaznH-6-mi} peHon audopmuar;

5-[4-(rumpokcumernin)-2H-1,2,3-tpuazon-2-nn]-2-{3-[metnun(2,2,6,6-TeTpaMe THIITUTIEPU AN H-4 - 1T ) aMH -
HO]-1,2,4-Tpra3uH-6-u1} HeHOT THAPOXIOPHT,

2-{3-[meTtnn(2,2,6,6-TeTpaMeTHIIIATICPU AUH-4-1J1 )aMHuHO |- 1,2,4-Tpra3uH-6-mi } -5-(3-metun-3H-
[1,2,3]rpuazomno[4,5-b]mupunuH-5-mn)HeHos THIPOXITOPHT;

2-{3-[3-(TpeT-OyTHIaMuHO )TUppOHInH- 1 -1 ]-1,2,4-Tprazun-6-um} -5-(3-¢prop-1H-mupazon-4-m)henonr
THIPOXIIOPHIT;

2-{3-[3-(TpeT-OyTnnamuHO ) muppoauarH- 1 -1i]-1,2,4-rpuaszun-6-un} -5-(1-merun-1 H-nupazon-3-ui)penon
TpudTOparerar;

5-(1-metun-1H-mupazono[3,4-b]mupunun-5-m)-2-{3-[metnin(2,2,6,6-TeTpaMe THIHIICpU AN H-4-1IT)aM U -
HO]-1,2,4-Tpnazun-6-nn} peHorn popmmuart;

5-(1-metnn-1H-nanazon-5-mn)-2-{3-[metuin(2,2,6,6-rerpameTruimunepuani-4-mi)aMuto| - 1,2 ,4-rpua3ns-
6-un} henos popmmar;

2-{3-[meTtnn(2,2,6,6-TeTpaMeTHIIITHTICPU AUH-4-1J1)aMHUHO |- 1 ,2,4-Tpra3uH-6-mi } -5-(TeTpaszomno[ 1,5-b]mupu-
JTa3WH-6-1J1)(PEHOT TUTHIPOXITOPH]T;

5-[6-(rumpokcumMe T ) IUpUMUAHH-4-11]-2- {3 -[MmeTni(2,2,6,6-TeTpaMe THIITHIIe U IUH-4-11)aMuHO |- 1,2,4-
TpUA3UH-6-1IT } PEHOI THAPOXIIOPHU];

2-[3-(2,9-mnazacrmpo[ 5.5 ynnekan-9-un)-1,2,4-tpuazuna-6-uin|-5-(1 H-mapazon-4-un)peHon  TUTHAPOXIO-
pu;

2-[3-(2,8-mnazacmupo[4.5]nexan-8-wmn)-1,2,4-rpuazns-6-mi)]-5-(1 H-nupazon-4-wmm)peHon auruapoxnopus;

2-[3-(2-metun-2,9-auazacmupo[ 5.5 ynnekan-9-un)-1,2 ,4-rpuazun-6-wi|-5-(1 H-mupazon-4-mn)peron  nu-
THIPOXJIOPH;

2-[3-(2-metun-2,8-auazacmupo[4.5 | nexkan-8-mn)-1,2,4-rpuasun-6-mn|-5-(1 H-mupazon-4-wn)penon aurun-
poxJopuz;

2-{3-[meTtnn(2,2,6,6-TeTpaMeTHIIIATICPUAMH-4-11)aMHuHO |- 1,2,4-Tpra3uH-6-wmi } -5-(1 H-mupazono[ 3,4-
c|mupuauH-5-wmm)peHon popMuar;

2-{3-[meTtnn(2,2,6,6-TeTpaMeTHIIITATICPUANH-4-1J1)aMHUHO |- 1 ,2,4-Tpra3uH-6-11 } -5-( XUHOTUH-6-11T) heHOIT
TpUQTOpaIeTar;

2-{3-[metun(2,2,6,6-TeTpaMe THIHTICpUIMH-4-F1)aMuHO |- 1,2,4-Tprasus-6-11 ) -5-( 1 -metun-1H-[ 1,23 tpuazomno[4,5-
b mupuamH-5-11)(heHOT THAPOXIOPH;

2-{3-[3-(TpeT-OyTrnamMuHO )IUppoauauH- 1 -11]-1,2,4-rpnasun-6-un} -5-(1H-umunazon-1-wn)penon  aur-
pudropanerar;

5-(2H-1,3-0en30au0KCON-5-1)-2-{3-[MeTH(2,2,6,6-TeTpaMe THIIUATICPU ANH-4- 1T )aMUHO |- 1,2, 4-Tpra3uH-
6-111} PeHOI TUTUPOXIIOPHUI;

5-(3-¢rop-1H-nmpazon-4-nn)-2-(3-{[(3R,4R)-3-¢pTOp-2,2,6,6-TeTpameTiinunepuiuH-4- 1 ]aMuHO } - 1,2,4-
TpUa3uH-6-11)(HEHOI AUTHIAPOXIOPHI,

2-(3-{[(2S)-2-amuHOTIPOTIHIT | (METHIT )aMUHO } - 1,2 ,4-Tprazun-6-m)-5-( 1 H-mupazon-4-min)peHosr TUruapoXIopuI;

5-(5-¢rop-1H-upazon-4-nmn)-2-{6-[Mmetnin(2,2,6,6-TeTpaMeTHIIATIEPUANH-4-11)aMuHO |- 1,2 ,4-Tpra3uH-3
11} GEHOI THIPOXIOPH]T;

2-{3-[(3aR,4R,6aS)-4-(Tper-OyTrmiiaMmuHo )rekcaruaponukioneHTal ¢ jmuppon-2( 1 H)-un]-1,2,4-tpuazun-6-
nn }-5-(1H-tupazon-4-wmm)heHomauruApoXIopu I,

2-{3-[metnn(2,2,6,6-reTpameTrimmnepuH-4-nun)amuHo |- 1,2,4-tprazus-6-ni }-5-(1 H-rmpasono[ 3,4-b Jimpazun-5-
win)denon popmuar;

2-{3-[metnn(2,2,6,6-rerpameTrinunepuanH-4-mi)amMuno]- 1,2 ,4-rpuazns-6-un } -5-(1 H-nmpazono[4,3-
d]nupumunun-5-un)denon popmuar;

5-(1-metnn-1H-nmupazon-4-un)-2-{6-[metnin(2,2,6,6-reTpameTruinunepuanH-4-mi)amMuto] - 1,2,4-rpuazns-
3-mi} heHO THIPOXIIOPHULT;

2-{3-[3-(TpeT-OyTrIIaMuHO )TUppOTHIUH- 1 -1 ]-1,2,4-Tprazun-6-umn} -5-(4-metmn- 1 H-umugazon- 1 -um)de-
HOJI AUTPUQTOpAIIETAT;
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5-(1-metun-1H-mupazono[4,3-b]mupunun-5-m)-2-{3-[metnn(2,2,6,6-TeTpaMe THIHIICpUANH-4-1IT)aM -
HO]-1,2,4-Tpnazun-6-nn} peHorn popmuart;

5-(1-metun-1H-mmpa3zon-4-un)-2-{3-[(2,2,6,6-TeTpameTrIIIUTIEpUIUH-4- T )aMyHO |- 1,2 ,4-Tpra3uH-6-
11} GEHOIT THIPOXIOPH]T;

5-(1-metun-1H-6en3oTpuazon-5-mn)-2-{3-[metnn(2,2,6,6-reTpame THITIUNICpUINH-4 -1 )aMuHO |- 1,2,4-Tpu-
a3MH-6-11} QEHOI THIPOXIOPHT;

2-{3-[3-(TpeT-OyTraMuHO )uppouauH- 1 -mi|-1,2,4-tpuazun-6-umn} -5-(1-metun- 1 H-nmupazon-4-w)henor
THIPOXJIOPHL;

5-(1-metnn-1H-mmpazon-4-wmn)-2-(3- {3-[ (mpornan-2-m)amuHo [mupponians-1-wt} -1,2 4-Tpuasus-6-wi)dheHon  Tha-
poxiopurg

2-{3-[3-(TpeT-OyTnnamuHO )uuppoauarH- 1 -1i]-1,2,4-rpuasun-6-un} -5-(2H-1,2,3-tpuazon-2-um)dheHon
THIPOXJIOPH;

2-{3-[3-(MeTunamMuHO)IuppoanaAnH-1-nn)-1,2,4-tpuasun-6-un} -5-(1 -metnin-1 H-mmpazon-4-nmm)penon
THIPOXJIOPH;

2-{3-[4-(TpeT-OyTriamuHo )runepuan- 1 -umn]-1,2,4-tpuazun-6-wun } -5-(1 H-nmupa3zon-4-un)peron tpudrop-
arerar;

2-{3-[3-(TpeT-OyTHIIaMuHO )TUppOTHInH- 1 -1 ]-1,2,4-Tpuazun-6-un}-5-([1,2,3]rpuazono[ 1,5-a|mupuaus-
5-nm)QeHoN TUTHIPOXIOPHT;

2-{3-[3-(TpeT-OyTrnaMmuHO )uppouauH- 1 -mi]-1,2,4-tpuazun-6-umn} -5-(1-metun- 1 H-ungazon-5-w)penonr
JUTHIPOXJIOPHLL;

2-{3-[3-(TpeT-OyTHnaMuHO )IUPPOIUANH- 1 -11]- 1,2 ,4-Tpruasun-6-un | -S-(MUpUMHUIUH-2-11)PEeHoT  TUrH-
poxJopuz;

2-{3-[3-(TpeT-OyTnnamuHO )nUppoauArH- 1 -11]-1,2,4-Tpnasun-6-un} -5-(2-metun-2H-1,2,3-rpuazon-4-
W) peHoT AUTHAPOXIIOPHT;

2-{3-[3-(TpeT-OyTHnamMuHO ) IUppOIUANH- 1 -1i]-1,2,4-Tpnasun-6-un} -5-(2-metun-2H-rerpazon-5-um)de-
HOJI AUTUAPOXIIOPUT;

2-{3-[3-(TpeT-OyTrnamuHo )runepuan- 1 -nmn]-1,2,4-tpuazun-6-wun } -5-(1 H-nmupa3zon-4-un)peron tpudrop-
arerar;

5-(1-metun-1H-mmapa3zoin-3-un)-2-(3-{3-[(mpoman-2-nun)aMuHO [muppoauani- 1 -nn } -1,2,4-Tprua3un-6-
1) (heHOT THAPOXIIOPHT,;

4-(4-{3-[3-(TpeT-OyTraMmuHO )Tupposu auH- 1 -1 - 1,2 ,4-TpuazuH-6-mi } -3-ruapokcudeHnn)- | -Me THITIH-
punus-2(1H)-oH ruxpoxnopus;

2-{3-[3-(TpeT-OyTHnamMuHO ) nUppoIuarH- 1 -ui]-1,2 ,4-rprazun-6-un } -5-(1-merun-1H-[1,2,3]rpuazomno[4,5-
b]mupunuH-5-11)heHos THAPOXIOPU;

6-(4-{3-[3-(TpeT-OyTrinaMuHO )IUppOIU IHH- 1 -1i]-1,2,4-TprazuH-6-ui } -3 -ruapoKcupeHNIT ) -3 -METHIIITH-
pumuana-4(3H)-ou rugpoxiopun;

2-{3-[3-(TpeT-OyTHnamMuHO ) IUPPOIHANH- 1 -1i]-1,2 ,4-Tprasun-6-ui } -5-(6-MeTOKC U pUMHUITTH-4-1111) (he-
HOJI AUTPUQTOpAIIETAT;

2-{3-[3-(MmeTunamuHO ) iupposmanH- 1 -mn|-1,2,4-rpuasun-6-mn} -5-(2H-1,2,3-tprazon-2-un)peHomn TpH-

THIPOXJIOPH;
5-(4-drop-1H-upazon-1-mm)-2-{3-[3-(MeTunamuHo )iupporuana- 1 -ui|-1,2,4-rpua3un-6-mi} eHona  Tpu-
THIPOXJIOPHL;
5-(1H-umunpazon-1-nin)-2-{3-[3-(MeTHIaMUHO )IUPPOIHINH- 1 -11i1]-1,2,4-Tpra3uH-6-mi } GeHOJT  TPUTHUAPO-
XJIOpUT;

2-{3-[3-(TpeT-OyTHnamMuHO ) HUppoIuaNH- 1 -1i]-1,2,4-rpraszun-6-un} -5-(1-merun-1 H-nupazono| 3,4-bnu-
PUANH-5-11)QEeHON TUTHIPOXIIOPH];

5-(1-metun-1H-mupazonol[3,4-ciupuans-5-nm)-2-{3-[metnin(2,2,6,6-TeTpaMe THIIIHIIE pU AN H-4-1IT)aM -
HO]-1,2,4-Tpra3nH-6-11} GeHoT AUTHAPOXIIOPHT;

2-[3-(7-metun-2,7-nquazactupo[3.5JHoHan-2-un)-1,2,4-rpuasud-6-mi|-5-(1-metun- 1 H-ungazon-5-mm)de-
HOJI TpudTOpaIeTar;

2-[3-(7-metun-2,7-nquazactupo[ 3.5 |HoHan-2-wmn)-1,2,4-rpuasun-6-mi|-5-(1 -metmi- 1 H-nmupa3zoinol[ 3,4-b]mu-
puarH-5-1)PeHon TpudTOpaneTar;

2-[3-(7-metun-2,7-quazactupo|3.5JHoHan-2-un)-1,2,4-rpuasud-6-mi|-5-(1-metun- 1 H-mupazon-4-mm)de-
HOJI TpudTOpAaIIeTaT;

4-[3-runpoxcu-4-(3-{3-[(mpomnan-2-w1)aMiHO [NUPPOIUINH- 1 -1t } - 1,2,4-Tprazun-6-mi)dpenmn]- 1 -meTui-
nupunuH-2(1H)-on rugpoxnopun;

2-[3-(7-metun-2,7-quazacnupol| 3.5 |HoHan-2-mn)- 1,2, 4-tpuazuH-6-mi|-5-(4-metmi- 1 H-umunazon- 1 -um)de-
HOJI THAPOXJIOPHT;

5-(4-¢rop-1H-nmpazon-1-mn)-2-[3-(7-metun-2,7-nuazaciupo[ 3.5 JHonan-2-mn)- 1,2 ,4-rpra3uH-6-mi | penon
THIPOXJIOPH;

5-(4-drop-1H-umunazon-1-nn)-2-[3-(7-metnn-2,7-quazactupo[ 3.5 JHonan-2-un)- 1,2 ,4-tpua3ua-6-mi | pe-
HOJI THAPOXIIOPHI;
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5-(1H-umunazomn-1-mm)-2-[3-(7-meTrn-2,7-nua3zactupo| 3.5 JHonan-2-mn)-1,2,4-Tpua3uH-6-mi|(peHon  THI-
poxJopuz;

2-[3-(7-metun-2,7-nquazacnupo[3.5|HoHan-2-mn)-1,2,4-rpuaszun-6-mi]-5-(2H-1,2,3-tpuazon-2-wm)dpeHon
THIPOXIIOPHIT;

2-[3-(7-metun-2,7-nquazactupo[3.5JHoHan-2-un)-1,2,4-rpuaszud-6-mi|-5-(1-metun- 1 H-mupazon-3-mm)de-
HOJI THAPOXIIOPHI;

6-[3-runpoxcu-4-(3-{3-[(mpomnan-2-ui)aMuHO |TUppOTUAnH- 1 -1} - 1,2,4-Tpra3suH-6-1i ) PeHm |-3-Me THIT-
nupuMunH-4(3H)-0H THAPOXIOPUT,

5-(5-¢rop-1H-nupazon-4-nn)-2-(3-{3-[(nponan-2-mwir)amMuHo JtupponuanH-1-nn} -1,2,4-rpuazuH-6-mi)de-
HOJI THAPOXJIOPHT;

5-(2-metnn-2H-1,2,3-tpnazon-4-mn)-2-(3-{3-[(mponan-2-mi)amMuHo Jnupposnuans-1-un} -1,2,4-rpuazun-6-
W) eHoT THAPOXIIOPUL;

2-(3-{3-[(mpoman-2-mir)amuHo JnupponuanH-1-un}-1,2,4-rpuaszun-6-mn)-5-(1,2,4-tuaauazon-5-m)peHon
THIPOXJIOPH;

2-(3-{[(3S,4S)-3-¢bTop-2,2,6,6-TeTpamMe TUATHIIEpUANH-4-F1 |aMuHO } - 1,2 ,4-Tpra3uH-6-wmi)-5-( 1 H-umuga-
3071- 1 -WT) (heHONT AUTHUAPOXITIOPHUT;

2-(3-{[(3S,4S)-3-¢bTop-2,2,6,6-TeTpaMe TUITHIICp U ANH-4-1J1 |aMuHO } - 1,2 ,4-Tpra3uH-6-1mi)-5-(4-me -1 H-
AMUa3071- 1 -11) PeHOT TUTHIPOXITOPH]T;

5-(4-drop-1H-umunazon-1-nm)-2-(3-{[(3S,4S)-3-bTop-2,2,6,6-TeTpaMe THIITTHITICPU AMH-4-HJT |aMIHO } -
1,2,4-Tpua3uH-6-1m)heHON TUTHAPOXIOPHUT,

4-{3-runpokcu-4-[3-(7-metmn-2,7-nuazactupo| 3.5 JHonan-2-un)- 1,2 ,4-rpua3uH-6 -1 | peHwnn } - | -Me T -
punus-2(1H)-on ruxpoxnopu;

2-[3-(7-metun-2,7-nuazacnupo[3.5]Honan-2-mn)-1,2,4-rpuazus-6-min]-5-(2-metun-2H-1,2,3-rpuazon-4-
win)deHoa TpudTopanerar;

5-(6-merokcunmupuMuanH-4-m)-2-[ 3-(7-metmi-2,7-quazaciupo[ 3.5 JHonan-2-mn)-1,2,4-tpuasuH-6-ui| dpe-
HOJI AUTPUQTOpAIIETAT;

2-[3-(7-metun-2,7-guazactupo[3.5|HoHan-2-wmn)-1,2,4-Tpua3zuH-6-mi|-5-(mupuMuguH-2-un)peHon  Tpud-
TOpaIeTar;

2-[3-(7-metun-2,7-nquazactupo[3.5|HoHan-2-mn)-1,2,4-rpuasun-6-mwi]-5-(1H-1,2,3-tpuazon-4-wm)peHon
TpUQTOpaIeTar;

6-[4-(3-{[(3S,45)-3-pTop-2,2,6,6-TeTpaMeTHIIITUTICPUIUH-4-1J1 |aMUHO } - 1,2 ,4-TprHa3uH-6-11)-3 -THAPOKCH-
¢ennn]-3-metnnupumuarH-4(3H)-0H quruapoxiopus;

2-(3-{[(3S,45)-3-¢prop-2,2,6,6-TeTpamMme THINUATICPUANH-4- 1T |aMHHO } - 1,2, 4-Tpuasun-6-mn)-5-(1H-1,2,3-
Tpra3zon-4-mi)GeHon AUTUAPOXIIOPUL;

2-(3-{[(3S,45)-3-rop-2,2,6,6-TeTpameTnmunepuH-4-11|aMuHO § - 1,2,4-TprazuH-6-mi)-5-(nmuaaszol 1,2-b -
PYIa3HH-6-101)(PEHO TUTHAPOXIIOPHT,

2-{3-[3~(TpeT-OyTHriamMuHO iupposanH- 1 -ni]-1,2,4-Tpraznn-6-ni } -5-(1,3-0kcaz051-2-1m)heHO THAPOXIIOPH;

2-[3-(7-metun-2,7-quazactupo[3.5JHoHan-2-un)-1,2,4-tpua3ud-6-mn|-5-(2-metun-2H-reTpazon-5-mm)de-
HOJI TpudTOpAaIIeTaT;

2-[3-(7-metun-2,7-guazactupo[3.5|HoHan-2-un)-1,2,4-rpuasun-6-mi]-5-(1,3-okcazon-2-un)peHon  Tpud-
TOpareTar;

5-(1-metun-1H-mupazon-3-mm)-2-{3-[(2,2,6,6-TeTpaMe TIIIIIe pu TuH-4-11)aMuHO |- 1,2 ,4-Tpra3uH-6-1i1 } eHOT
(opmmar;

5-(6-meTokcurmpuMuInH-4-1m)-2-{3-[(2,2,6,6-TeTpamMeTiine puanH-4-11)amMuHo |- 1,2,4-Tprasun-6-ni } peron
(opmmar;

5-(mmunazo[ 1,2-b]mupunazun-6-un)-2-[3-(7-metnn-2,7-quazacnupo| 3.5 |Honan-2-mn)-1,2,4-tpua3uH-6-
wi]deHon TpudToparnerar;

5-(mmunasol 1,2-amupasus-6-m)-2-[ 3-(7-metmn-2, 7-muazactpo| 3.5 [HonaH-2-1w1)- 1,2 ,4-Tpra3uH-6-1 | heHO
THAPOXJIOPU,

2-(3-{3-[(mpoman-2-ni)aMuHO |TUppOoIuaAnH- 1 -1} -1,2,4-tpuasun-6-un)-5-(1H-1,2,3-tpuazon-4-wmr)dperon
nmutpudroparerar;

5-(2-metmn-2H-terpazon-5-mim)-2-(3-{3-[ (mponaH-2-mi1)aMuHO JpposiuH- 1 -ui } - 1,2, 4-TprasuH-6-um)(heHon  Tpu-
(roparierar;

2-(3-{[(3S,4S)-3-¢bTop-2,2,6,6-TeTpaMe TUATHIICp U ANH-4-11 |aMuHO } - 1,2 ,4-Tpra3uH-6-1m)-5-(1-meTrmn-1H-
MHJ1a30J1-5-11)(hEeHO AUTHAPOXIIOPHL;

2-(3-{[(38S,45)-3-¢pTop-2,2,6,6-TeTpameTMANUTICpUANH-4-11T |aMHHO } - 1,2 4-Tpra3uH-6-mn)-5-( 1 -meTmi- 1 H-
HMpa3o-3-ui)(HeHoN AUTHAPOXIIOPHL;

2-[3-(3,5-mumermmunepasus-1-mn)-1,2,4-rpuazuH-6-mi]-5-(1 H-nupazon-4-um)peHon auruapoxnopusm;

2-[3-(3,5-mumermmunepasus-1-mn)-1,2,4-rpuazns-6-mi)-5-(1-metnn-1 H-nupazon-3-nmm)penon TUApo-
XJIOPH;

2-(3-{3-[(mpoman-2-ni)aMUHO |TUppOIUaAnH- 1 -1} -1,2,4-tpuasun-6-un)-5-(2H-1,2,3-tpuazon-2-wmr)dpeHon
THIPOXIIOPHIT;
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5-(6-meToxcunupuMuAnH-4-1)-2-(3-{3-[(mponan-2-ui1)aMUHO |TUPPOAUANH- 1 -1t } - 1,2,4-TpraznH-6-
wi1)peHoT THAPOXIIOPUL;

5-(2-metun-2H-1,2,3-tpuazon-4-nn)-2-{3-[(2,2,6,6-reTpame THIITUTICpUIUH-4- 11 )aMUHO |- 1,2 ,4-Tpra3uH-6-
Wi} heHOJ TUTHAPOXIIOPHT,

5-(2-metun-2H-terpazon-5-um)-2-{3-[(2,2,6,6-reTpameTHanUNICpUANH-4-11)aMUHO |- 1,2 ,4-Tpra3zuH-6-
W1} GeHOJ TUTHAPOXIIOPHT,

5-(6-MeToKCUUPUMUTIH-4-11)-2 - { 3-[ 3-(MeTHIIaMHHO ) TUPPOTUANH- | -1 ]-1,2,4-Tpra3uH-6-ui } heHo
muTtpudroparerar;

2-{3-[3-(MeTunamuHo))iuppoauanH-1-nil-1,2,4-rpuasun-6-uin}-5-(1,2,4-rnanuazon-5-un)peHon  gurun-
poxJopuz;

2-{3-[3-(meTnnamMuHO)TUppoUIHH- 1 -11]-1,2,4-TprasuH-6-11 § -S-(puMuIH-2-101)EHOI ANTHAPOXIIOPU;

2-{3-[3-(MeTunamuHO))IuppoauanH-1-ni]-1,2,4-rpuasun-6-ui} -5-(1-metnin-1 H-mmpazono[ 3,4-b Jrupuann-
5-ui)(heHos TUruApoOXIopusI;

2-[3-(7-metun-2,7-nquazacnupo[3.5]nonan-2-mn)-1,2,4-rpuazun-6-un)-5-(1,2,4-tuaauazon-5-mwr)peHon
TpUQTOpaIeTar;

5-(1H-umupgazon-1-nmn)-2-{3-[(2,2,6,6-TeTpame THIITUTICpUIUH-4- 1T )aMUHO |- 1,2 ,4-Tpra3uH-6-ni } heHoI
THIPOXIIOPHIT;

5-(4-metun-1H-umunazon-1-mn)-2-{3-[(2,2,6,6-TeTpaMeTHIIATIEPUIUH-4-11)aMUHO |- 1,2 ,4-Tpra3uH-6-
W1} GEHOIT THIPOXIOPH]T;

5-(4-drop-1H-umunazon-1-un)-2-{3-[(2,2,6,6-TeTpameTiimune puInH-4-mi)aMmuuo |- 1,2 ,4-Tpra3u-6-
W1} PEHOIT TUAPOXIIOPHUI;

5-(4-dprop-1H-mmpazon-1-wmm)-2-{3-[(2,2,6,6-reTpameTnnmunepuH-4-1m1)aMuHo |- 1,2, 4-TprasnuH-6-1i | peHon
TH/IPOXJIOPUT;

5-(2-metmn-1,3-okcazon-5-m1)-2-{3-[(2,2,6,6-TeTpame THIITIIIEpUIMH-4 -FT)aMUHO | - 1,2, 4-TprasnH-6-1it } heHoI
THIPOXJIOPUT;

2-{3-[3-(TpeT-OyTrnamuto)-4-proprupponuaui- 1 -mi|-1,2,4-rpuazun-6-umn} -5-(1 H-mupazon-4-wmr)dpenon
THIPOXIIOPHIT;

S-(muapumuauH-2-10)-2- {3-[(2,2,6,6-TeTpaMe TrimmmepuauH-4-11)aMrHO |- 1,2,4-TprasnH-6-11 } peHon hopmuar;

5-(1H-mmupazon-4-mm)-2-[3-(3,3,5,5-reTpamernnmunepasut- 1 -ui)-1,2,4-TpuasuH-6-ui | peHoT JIUTHIPO-
XIJIOPUT;

5-(mmupaso[ 1,2-a]mupasun-6-mm)-2-(3-{3-[ (mponaH-2-min)aMuHO [muppouanH-1 -uin } - 1,2 ,4-Tpra3ua-6-
W) peHoT THAPOXIIOPHL;

2-(3-{[(38S,45)-3-¢prop-2,2,6,6-TeTpameTHINUTICpUANH-4-111T |]aMHHO } - 1,2 4-Tpra3uH-6-mn)-5-( 1 -meTmn- 1 H-
npasono|3,4-b|uupuauH-5-1i1)eHON TUruAPOXIOPUI;

5-(1-metmn-1H-6en3umunaszon-5-mn)-2-{3-[Mmetmn(2,2,6,6-TeTpaMe THIIHITC pUIHH-4-11)aMuHO |- 1,2 ,4-
TpuasuH-6-1i} peHon Gopmuar;

2-(3-{[(38S,45)-3-¢pTop-2,2,6,6-TeTpamMme THNUTICPUANH-4-1JT |aMHHO } - 1,2, 4-Tpra3uH-6-m)-5-(2-meTmn-2H-
1,2,3-tpuazon-4-wmin)deHon TpudropaneTar;

2-(3-{[(3S,4S)-3-bTop-2,2,6,6-TeTpaMe THIHUITICPUANH-4-1J1 |]aMHHO } - 1,2 ,4-Tpra3un-6-mi)-5-(1,3-okcazon-
2-un)peHon TpudTopaneTar;

5-(2-metuin-1,3-okcazon-5-mm)-2-(3-{3-[(mponan-2-min)aMuHO [muppouauH- 1 -mn} -1,2,4-tpra3suH-6-wmi)de-
HOJI THAPOXIIOPHI;

2-(3-{[(3S,45)-3-¢prop-2,2,6,6-TeTpamMe THIINUATICPUANH-4-IT |aMHHO } - 1,2, 4-Tpua3uH-6-11)-5-(6-MeTOKCH-
NUpUMUANH-4-11)peHon TpudToparnerar;

2-(3-{[(38S,45)-3-¢pTop-2,2,6,6-TeTpamMme THANUTICpUANH-4-1JT |]aMHHO } - 1,2 ,4-Tpra3uH-6-m)-5-(2-meTmn-2H-
TeTpaszo-5-ui)peHon TpudTopanerar;

2-(3-{[(3S,45)-3-¢prop-2,2,6,6-TeTpamMe THINHTICPUAHH-4- 1T |aMHHO } - 1,2, 4-Tpuasun-6-nin)-5-(1,2,4-Traau-
a3o0J1-5-mi)deHon TpudropaneTar;

2-(3-{[(3S,4S)-3-meTokCcH-2,2,6,6-TeTpaMe THIITUTIEpUIAH-4- 1T | (METHIT)aMUHO } - 1,2, 4-Tpra3uH-6-1mi)-5-
(1H-mmupazon-4-mi)heHos AUTuapOXIOPHUI,

5-(mmupazo[ 1,2-b|mupugazun-6-mm)-2-(3-{3-[(mponan-2-min)aMuHO [muppouanH- 1 -} -1,2,4-rprua3us-6-
1) (heHOT THAPOXIOPHT,;

2-{3-[3-(MeTunamuHO ) TupposmanH-1-mi]-1,2,4-rpuaszun-6-mn} -5-(2-metun-2H-1,2,3-tpruazon-4-wmn)de-
HOJI TUTUAPOXIIOPHU;

2-{3-[3-(meTmnamuHO))iuppoauauH-1-ni]-1,2,4-rpuasun-6-ui} -5-(1-metun-1 H-nupazon-3-mn)penon  au-
THIPOXJIOPH;

2-(3-{3-[(2-MeTHnnponMI)aMHHO |THppOIUANH-1 -1} - 1,2, 4-TrpuaznH-6-mn)-5-(1 H-nupazon-4-wmm)denon
JUTHIPOXJIOPHL;

(3S,4S)-4-({6-[2-runpokcu-4-(1 H-mmpazon-4-um)penrw]-1,2,4-Tpra3uH-3 -1 aMUHO)-2,2,6,6-TeTpaMe THITITUTIC-
PUIUH-3-0J1 AUTUIPOXIIOPUTT;

2-[3-(7-metun-2,7-quazacnupo[3.5JHoHan-2-un)-1,2,4-tpuasud-6-mn|-5-(2-metui- 1,3-okcazon-5-mr)de-
HOJI TpudTOpaIeTaT;
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5-(7-¢Top-1-merun-1H-6en3umunazon-5-mn)-2-{3-[metmin(2,2,6,6-reTpaMeTHIANNIEPH ITH-4- 1T )aMHHO |-
1,2,4-tpnazuH-6-nn} heHos popmuar;

5-(6,7-mudrop-1 H-6en3nmuaazon-5-mn)-2-{3-[metnun(2,2,6,6-TeTpame THIIIUTIEpUANH-4-11)aMuHO |- 1,2,4-
TpHasuH-6-w1} PeHoa popmuar;

5-(6,7-mudrop-1-metnn-1H-6en3nmuazon-5-un)-2- { 3-[meTmi(2,2,6,6-TeTpaMe THITTHITICP U ANH-4 - 1T ) aM U -
HO]-1,2,4-Tpuasun-6-un} penon Gpopmuar;

5-(8-metunmmmuazol 1,2-b mupumga3zuH-6-mn)-2-{3-[meTmn(2,2,6,6-TeTpaMe THITUTICPU IIH-4 - VT ) aMITHO | -
1,2,4-tpuazun-6-un } penon hopmuar;

5-(8-merokcumunazo[ 1,2-b|nupunaa3un-6-mn)-2-{3-[Metun(2,2,6,6-TeTpaMe THIMHUIIC PUIIH-4-1IT)aMHHO |-
1,2,4-TpnazuH-6-nn} heHos popmuar;

2-{3-[(2,2,6,6-TeTpameTnnnunepuanH-4-mi)amMuto]-1,2,4-rpuazna-6-un } -5-(1,2,4-Tpruazun-6-mi)peHon
TpudTOparnerar;

2-{3-[(4aS,7aS)-okrarunpo-6H-mppo:o|[3,4-bmupuann-6-un]-1,2,4-rpuazun-6-un } -5-(1 H-nupazon-4-
W) peHoT AUTHAPOXIIOPHLT;

5-(1-metun-1H-mmpa3zoino[3,4-b Jmupuann-5-numn)-2-(3-{3-[(mpoman-2-1ia)aMUHO | TuppoauanH- 1 -um }-1,2,4-
TpUa3uH-6-1T)(HEHOJ THAPOXIOPHT;

5-(1,3-okcazomn-2-mn)-2-(3-{3-[ (mponaH-2-wi)aMuHO |muppoauanH-1 -1 } - 1,2 ,4-Tpua3uH-6-un)peHon  Thui-
poxiopuzn;

2-(3-{[(3S)-1-meTunmupponuaun-3-ui|okcu } - 1,2,4-rpuasun-6-mn)-5-(1 H-mupazon-4-mwn)penon  tumpo-
XJIOpHT;

2-{3-[(4aS,7aS)-1-meTunokrarunpo-6 H-nuppo:o[3,4-bmupuaun-6-unl-1,2,4-rpuazun-6-un } -5-(1 H-nmpa-
30J1-4-131) PESHOJ TPUTHPOXIIOPH;

2-{3-[(4aS,7aR)-4-meTunrexcarunponuppoio|3,4-b][1,4]okcazun-6(2H)-nn]-1,2,4-rpnasun-6-un } -5-(1H-
npa3o-4-1ui)(HeHoN TPUTHIPOXIOPHL;

S-(mupunazun-4-un)-2-{3-[(2,2,6,6-rerpamerrmunepuiH-4-mn)amuso |- 1,2 ,4-tprasun-6-1 | heHon gopmuar;

5-[(mapumuH-3-mn))amuHO | -2-{ 3-[(2,2,6,6-Te TpaMe THIHIIIEpU T H-4-1IT)aMHHO |- 1,2, 4-TprasuH-6-u } peHon - dop-
MMarT;

2-(3-{3-[(1-pTOp-2-MeTHATIpOTIaH-2-MIT)aMUHO [TUppOUAuH- 1 -1} - 1,2 ,4-Tpra3un-6-wmi)-5-( 1 H-mupaso:n-
4-wi1)heHOo THIPOXIIOPH]T;

2-{3-[3-(atunamuHO )tupponuauH-1-uin|-1,2,4-rpuaszun-6-mi} -5-(1 H-mupazon-4-un)peHon  AUTHAPOXIO-
puz;

2-{3-[3-(aumeTnnamMuHO ) IUppoauauH- 1 -n]-1,2,4-rpnasun-6-ui} -5-(1 H-nmupazon-4-um)denon auruapou-
Oauna;

5-(1-metmn-1H-uanazon-5-mn)-2- {3-[(2,2,6,6-TeTpaMe TIHIe puInH-4-101)aMuHO |- 1,2, 4-Tprua3uH-6-1i } heHoT
TPUTHIPOXIIOPHLL;

2-{3-[3-(MeTunamuHO)IuppoanaAnH-1-ni]-1,2,4-tpuasun-6-ui} -5-(2-metnin-2H-rerpazon-5-mn)denon
TPUTHUAPOXIIOPU;

5-(1-metun-1H-mpazosno[ 3 ,4-b mupuann-5-mn)-2-{3-[(2,2,6,6-TerpameTunmunepuanH-4-wmin)amuHo |- 1,2,4-Tpua-
3UH-6-71} PEHOIT TPUTHUIPOXIIOPHT;

2-(3-{[(3S,4S)-3-¢bTop-2,2,6,6-TeTpaMe THIHUIIEpUANH-4-1J1 |aMHIHO } - 1,2 ,4-Tpra3un-6-min)-5-(1 H-mupazon-
4-wi1)heHON TUTUAPOXIIOPHUT,

2-(3-{[(3R,4R)-3-pTOp-2,2,6,6-TeTpameTIITIUTICpUTUH-4- 1T |aMUHO } - 1,2,4-Tpua3uH-6-wmr)-5-(1 H-mupa-
30J1-4-131) PEHOIT TUTUAPOXIIOPHUI;

2-{3-[(3-dTOp-2,2,6,6-TeTpamMeTHANIUIEpUINH-4-1T)aMuHO |- 1,2 ,4-Tpnasun-6-ui} -5-(2H-1,2,3-tpuazon-2-
W) peHoT AUTHAPOXIIOPHT;

5-(4-metnn-1H-nmunazon-1-mm)-2-(3-{3-[(mpomnan-2-mi)aMuHo |mupposnuans-1-mn} -1,2,4-rpuasun-6-
W) peHoT THAPOXIIOPUL;

2-{3-[(3aR,7aR)-oxrarnapo-2H-nmuppono[ 3,4-cJnupuaun-2-nin]-1,2,4-rpuasun-6-uin} -5-(1 H-nmupaszon-4-
1) (peHOT TPUTHAPOXIOPHUI;

2-[3-(munepaszus-1-mn)-1,2,4-rpuasun-6-wi|-5-(1 H-mupazon-4-mi)heHosr Auruapoxaopu;

2-{3-[(35)-3-{[(2R)-1-dropriporman-2-ni]aMuHO } muppoauauH- 1 -mi|-1,2,4-rpuaszun-6-un} -5-(1 H-napa-
30J1-4-11)(hEeHOIT AUTHUAPOXITIOPHUI;

5-(1-metnn-1H-uanazon-5-mn)-2-(3-{3-[ (mpomaH-2-wn)aMuHO [ppouanH- 1 -v § - 1,2,4-TpruasuH-6-1m)heHoT
THAPOXJIOPU;

5-(1H-umnpazon-1-ni)-2-(3-{3-[ (mponan-2-un)aMuHO |[HUPPOIUANH- 1 -1 } - 1,2 ,4-Tpra3un-6-1i)heHon
THIPOXJIOPH;

2-{3-[(3aR,6aS)-rexcarunponuppoio|3,2-b]nuppoin-1(2H)-nin]-1,2,4-tpuazun-6-nn} -5-(1 H-nupazon-4-
W) peHoT AUTHAPOXIIOPHLT;

2-(3-{3-[(2-ruapoxcudTHIT)aMUHO |TupposuaAnH-1 -1 } -1,2,4-rpruasun-6-wmn)-5-(1 H-ntupazon-4-ui)dpenon
JUTHIPOXJIOPHL;

2-(3-{3-[(oxcaH-4-n)aMuHO [TUppOIHAnH- 1 -1} -1,2,4-Tpuasun-6-mn)-5-(1 H-mupazon-4-mwn)dpenon  nu-
THIPOXJIOPHL;
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2-(3-{3-[(1-mMeTOKCHITpONaH-2-1T)aMHHO |TMppomanH-1-ui } -1,2,4-tprasun-6-1mm)-5-(1 H-mmupazon-4-un)denon
JTHIPOXIIOPUT,

2-[3-(rexcaruaponuppoiio| 3,4-cJmuppon-2(1H)-wmn)-1,2,4-tpuazun-6-ni]-5-(1 H-nupazon-4-un)penon nu-
THIPOXIIOPHIT;

5-(4-drop-1H-upazon-1-mm)-2-(3-{3-[(mpoman-2-1ia)aMUHO |TUPpOIHAnH- | -1 } -1,2,4-Tpua3un-6-mi) de-
HOJI THAPOXIIOPHI;

2-[3-(1,7-nmnazactupo[4.4|HoHaH-7-1n)- 1,2 ,4-Tprazua-6-un |-5-(1 H-mupazon-4-un)peHon TuruapoxXIopuI;

2-(3-{3-[(1-MeTHIIMKIIOTIPOITIIT JaMHUHO | TUPPOTHANH- 1 -1t } - 1,2,4-Tprazun-6-1i)-5-( 1 H-rmpazon-4-um)heron
JTHIPOXIIOPU,

2-(3-{3-[(1-MeTOoKCH-2-MeTHIIPOIIaH-2-11)aMHHO |TUPPOIUAUH- 1 -1 } - 1,2, 4-Tprasun-6-n)-5-(1 H-mupa-
30J1-4-131) PEHOIT TUTUAPOXIIOPHUI;

6-(3-runpokcn-4-{3-[mMetnin(2,2,6,6-TeTpamMeTIIIIEPUANH-4-HIT)aMHHO |- 1,2,4-Tpra3nH-6-11 } penmn)umunasol 1,2-
b]mpunasnH-8-kapOoHUTPHI PopMuaT;

2-(3-{[(3R,4S)-3-Pproprmunepunua-4-mi|aMuHo } - 1,2 ,4-Tpra3un-6-un)-5-(1 H-mupazon-4-wi)penon aurum-
POXIIOpHT;

2-{3-[(3R,4R)-3-meTOKCH-4-(METHIAMHUHO )ITUPPOTHINH- | -1 ]-1,2,4-Tprasun-6-un } -5-(1 H-mupazon-4-
1) (heHONT TUTUIPOXITOPHU];

2-(3-{(35S)-3-[(mpomnaHn-2-m1)aMuHO [TUppoHanH- 1 -m } - 1,2 ,4-Tpuasun-6-mi)-5-(1 H-upazon-4-wmr)dpernon
TpUQTOpaIeTar;

2-(3-{(3R)-3-[(mpoman-2-un)aMHuHO |TuppOaUInH- 1 -1 } -1,2,4-Tpuasun-6-mn)-5-(1 H-nupazon-4-wi)henon
TpudTOparnerar;

2-(3-{3-[(6ummkio[ 1,1,1 JnenTan-1-mwr)amuHo [mupponunus- 1 -un} - 1,2, 4-tpuaszun-6-mi)-5-(1H-nmupazon-4-
wi)deHon Tpud Toparerar;

2-{3-[3-(MeTunamMuHO))UuppoAuaAuH-1-ni]-1,2,4-tpuasun-6-ui} -5-(2-metun-1,3-oxcazon-5-mn)penon  au-
THIPOXJIOPH;

5-[8-(amuHOMeTHIT)MMIIA30[ 1,2-b [mupuaazuH-6-m]-2-{3-[MeTr(2,2,6,6-Te TpaMe TR P H-4-1JT)aMHHO | -
1,2,4-Tpraszun-6-mi} heron hopmuar;

5-(1,3-okcazon-2-mn)-2-{3-[(2,2,6,6-TeTpaMe THIIHATICPU AMH-4-1J1)aMHUHO |- 1,2 ,4-Tpra3uH-6-11 } eHo T
(dhopmmar;

2-[3-(6-okca-2,9-nmuazacriupo[4.5 ] nekan-2-un)-1,2,4-rpuaszun-6-mi]-5-(1 H-nmupazon-4-mn)dpeHon  aurum-
POXIIOpHTT;

2-[3-(2,7-mna3zacnupo[4.4|HoHaH-2-nn)-1,2 4-tpuasun-6-ui|-5-(1 H-nupazon-4-ni)penon Turuapoxiopus;

2-{3-[(3S)-3-(TpeT-OyTHIIaMHHO )T ppONIUANH- 1 -1 ]-1,2,4-Tpnasun-6-un | -5-(1 H-nupason-4-wmm)heHon
JUTHIPOXJIOPHLL;

2-{3-[(3R)-3-(TpeT-OyTnnamMuHO )IUppoauiH-1-1i]-1,2,4-rprazun-6-un } -5-(1 H-nupazon-4-nn)penon
JUTHIPOXJIOPHL;

2-{3-[3-(IMKIONEHTHUIIAMHIHO ) TUppONUAnH- 1 -ni]-1,2,4-tpnasun-6-uin} -5-(1H-nupason-4-un)penon  au-
THIPOXIIOPHIT;

2-{3-[3-(MeTrmamuHO ) rupposwH- 1 -1i]-1,2,4-tpuasuH-6-w } -5-(1,3-0kcazoi-2-mi)(heHO AUTHAPOXIIOPHLT;

5-(mmupaso[ 1,2-a]mupasun-2-mn)-2-{3-[(2,2,6,6-TeTpaMeTuanumnepuanH-4-min)amuHo |- 1,2 ,4-Tprua3uH-6-
W1} GEHOIT THIPOXIOPH]T;

5-(mmupazo[ 1,2-almapunun-2-un)-2-{3-[(2,2,6,6-TeTpameTHIIIUTIEpUINH-4- 1T )aMiHO |- 1,2 ,4-Tpra3uH-6-
w1} eHOIT TUAPOXIIOPHUI;

2-[3-(3-{[(mpoman-2-¥1)aMHUHO [METHIT } TUPPOIUIUH-1 -1)- 1,2,4-TpraznH-6-m]-5-(1 H-nupazon-4-wmm) de-
HOJI AUTAAPOXIIOPUL;

2-(3-{3-[(4-meTHn0oKCaH-4-11)aMHHO |TUppONUANH- 1 -1} - 1,2, 4-TpraznH-6-mn)-5-(1 H-mupazon-4-wmm)de-
HOJI AUTpUQTOpALIETAaT;

2-{6-[3-(TpeT-OyTnnamuHO))nUppoIuarH-1-1i]-1,2,4-rpuasun-3-un} -5-(1 H-mupazon-4-un)penon  murun-
POXIIOpHTT;

2-{3-[3-(MeTrnamuHO ) IupposuanH- 1 -1 ]-1,2,4-Tpuaszun-6-wi} -5-[ 6-(Me THICY b aHIIT) TUPUMHATAH-4 -
| peHon TPUrHAPOXIOPHUI;

2-{3-[3-(TpeT-OyTHIIaMUHO )TUPPOMHINH- 1 -1 ]-1,2,4-Tprazun-6-un } -5-(3-xmop- 1 H-nmupa3zon-4-wn)henonr
JTUTHUAPOXIIOPHUTT;

4-(4-{3-[3-(TpeT-OyTrnamuHO )TupposMauH- 1 -mi|- 1,2 ,4-rpuazun-6-mn} -3-rugpokcudennn)- 1 H-mupazon-
3-kapOOHHUTPWII AUTUAPOXIIOPHL;

2-{3-[3-(Tper-6yTHIaMIHO)THPPOTHIKH- | -1]- 1,2, 4-Tpuasun-6-mn } -5-[ 1 -(*Hz)mer- 1 H-nupazon-4-
W] peHoT THAPOXIIOPHL;

3-(1-metmn-1H-tmpazon-3-mn)-6-{3-[metun(2,2,6,6-TeTpaMe THIITUIICPUINH-4 -1 )aMUHO |- 1,2, 4-Tprua3uH-
6-m}6en3om-1,2-auon TpudTopanerar;

2-[3-(2,7-mna3zacnupo[4.5]nexan-2-wmn)-1,2,4-rpuazns-6-mi)]-5-(1 H-nupazon-4-wmm)peHon auruapoxnopus;

2-[3-(rexcarumponupposio| 3,4-b]muppon-5(1H)-un)-1,2,4-rpuasun-6-mi]-5-(1 H-nmupazon-4-mr)dpenon au-
THIPOXIIOPHI;
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2-(3-{3-[(3-ruapoKcUIIpONHIT )JaMIHO [TUppoHanH-1 -ui | -1,2,4-1prasun-6-1mm)-5-(1 H-mupazon-4-wn)dpenon  mu-
TH/IPOXJIOPUT;

2-[3-(3-{[(oxcan-4-r1)aMHIHO [METHIT } TAP PO IHH- 1 -11)- 1,2, 4-TprasuH-6-wi]-5-( 1 H-mupazon-4-um)deron  aut-
pudToparierar;

5-[1-(*H;)mermn-1H-nupason-4-uin]-2- {3-[(2,2,6,6-TeTpaMe THIHITe pHANH-4-11)aMiHO0 - 1,2, 4-TpHasuH-6-
11} EHOIT THIPOXIOPHT;

2-{6-[3-(TpeT-OyTHIaMUHO )TUppOHInH- 1 -1 ]-1,2,4-Tpraszun-3-umn} -5-(3-¢prop-1H-mupazon-4-wi)henonr
JTUTHUAPOXIIOPHUTT;

2-{3-[3-(TpeT-OyTnnamMuHO ) mUppoauarH- 1 -1i]-1,2,4-Tpraszun-6-un} -5-(3-merun- 1 H-nupazon-4-ui)penon
JUTHIPOXJIOPHL;

2-{3-[3-(TpeT-OyTIiaMiHO )rppoiauH- 1 -un |- 1,2, 4-TpuasuH-6-11 § -3-MeTokcn-5-( 1 H-mupazon-4-wr)dernon  tpud-
TOpareTar;

2-(3-{[(3S.4S)-3-p10Op-2,2,6,6-TeTpaMETHITHIIEPHIHH-4-T]aMuHO } - 1,2 4-Tprasin-6-11)-5-[ 1-(*Hs)Meti- 1 H-mi-
pazor-4-mi|heHON THAPOXIIOPHULT,

2-{3-[(3S)-3«(tper-OyTramuHO )IuppomuanH- 1 -1 ]-1,2,4-TprasuH-6-un } -5-(3-¢rop- 1 H-rmpazon-4-wn)deHon  au-
TANPOXTIOPULT;

2-{3-[(3R)-3-(TpeT-OyTrnamuHo )rpposimH- 1 -ui|- 1,2 4-tpuazun-6-w }-5-(3-¢rop-1 H-mupazon-4-um)denon  au-
TANPOXTIOPULT;

2-{3-[metmn(2,2,6,6-TeTpame THIIIIepUANH-4-1)aMuHO |- 1,2,4-Tpuasun-6-ui § -5-(1 H-rmpazono[ 3,4-c Jriupuaua-
1-wt)penon popmuar;

2-{3-[(3R,5S)-3,5-mumermmmnepazun-1-wn]-1,2,4-tpuazuH-6-1 } -5-(mmuaso| 1,2-b [miupunasus-6-mwt)heHon pudg-
TOpareTar;

2-(3-{3-[(IMKITONEHTHIIAMHUHO )METHIT JIUP PO nH- | -1t} - 1,2, 4-Tpnasun-6-un)-5-(1 H-mupazon-4-um)penon  mu-
TH/IPOXJIOPUT;

2-[3-([2,3'-6unmuppomuanH]-1'-mn)-1,2,4-tpuazun-6-un]-5-( 1 H-mupa3zon-4-ni)peHon Turuapoxiopu;

5-(1H-nupazon-4-wui)-2-{3-[3-({[(mupuanH-2-1i1)METHIT ]aMUHO } METHIT)TUppostuanH-1 -uin)-1,2,4-Tprasun-
6-mi} peron murpudropanerar;

2-(3-{3-[(TpeT-OyTHIaMUHO )METWI |TUPPOUANH- 1 -1 } - 1,2 ,4-Tprasun-6-un)-5-( 1 H-mupazon-4-um)peHon
JTUTHUAPOXIIOPHUTT;

2-[3-(3-{[(4-MeTnI0KCaH-4-HJT)aMIHO |METHII } MTAPPOTHIUH- 1 -1i)-1,2,4-Tprazun-6-ni]-5-( 1 H-nmupa3zon-4-
nn)denon TpudToparnerar;

2-(3-{3-[(uuKIIOTPONTMIIAMHUHO )METHJ | TUPPOTHINH- 1 -1 } - 1,2 ,4-Tpuasun-6-un)-5-(1 H-mupazon-4-mm)de-
HOJ (hOpMHUAT;

2-[3-(3-{[(oxconan-3-11)aMHHO [METHJI } TUPPONUIUH- | -1111)- 1,2 ,4-TpraznH-6-mi]-5-(1 H-nupazon-4-um) de-
HOJI THAPOXJIOPHT;

5-(1H-rmpazon-4-wmt)-2-{6-[(2,2,6,6-TeTpamMeTHIITHIICPHIHH-4-IT)aMUHO |- 1 ,2,4-Tpra3us-3-11 } ()eHOI THAPOXIIOPH]T,

2-{3-[(3R)-3-(1K100y THIAMHUHO ) TUP PO IUH- | -11]-1,2,4-TpraznH-6-mi § -5-(1 H-nupazon-4-nmin)dpenon
JUTHIPOXJIOPHL;

2-{3-[(35)-3-(uuKI00Yy THITAMHHO )TUPPOTUANH- | -11]-1,2,4-Tprasun-6-un } -5-(1 H-nmupa3zon-4-wi)penon
JTUTHUAPOXIIOPHUTT;

2-{6-[(2,2,6,6-TeTpameTrimuniepuauH-4-mn)aMmuto |- 1,2 ,4-tpuazun-3-un } -5-(2H-1,2,3-tpuazon-2-wm)de-
HOJI THAPOXIIOPHI;

2-[3-(3-{[(3-pTropokcan-4-num)aMHHO |METHT } TUPPpOUANH- 1 -1i)- 1,2 ,4-Tpuasun-6-un|-5-(1 H-mupazon-4-
1) (heHOT THAPOXIIOPHT,;

2-[3-(3-{[(oxcan-3-mn)aMuHO [MeTHI } TUpposUAnH- 1 -1i)-1,2,4-Tpraznn-6-mi]-5-(1 H-mupazon-4-wum)de-
HOJI THAPOXJIOPHT;

2-[3-(3-{[(8-oxcaburmkio[3.2.1]okTaH-3-11)aMUHO |METHIT } MTAPPOITUANH- 1 -11)- 1,2 4-TprasuH-6-1 ] -5-
(1H-npazon-4-wmm)deHon THAPOXIOpHL;

2-{3-[(3R)-3-(1K100y THIAMHUHO ) TUp PO IUH- | -11]-1,2,4-TpraznH-6-mi } -5-(1-metnn-1H-nmupaszon-4-
wi1)eHoT THAPOXIIOPUL;

2-{3-[(35)-3-(MKI00y THITAMHHO ) TUPPOTUANH- | -1 ]-1,2,4-Tprasua-6-un } -5-( 1 -metmn- 1 H-mupa3zon-4-
1) (heHOT THAPOXIIOPHT,;

2-(3-{[(1R,3s,5S)-1,5-mumeTnin-8-azadumukio[ 3.2. 1 JokraH-3-wi](MeTHa)aMuHO } - 1,2 ,4-Tpra3uH-6-1m)-5-
(1-metmin-1H-upazon-4-un)denon tpudToparerar;

2-(3-{3-[(3,3-aud TOPIMKIOTIEH T )JaMUHO [Tpp o auH- 1 -1t} - 1,2 ,4-Tpra3un-6-win)-5-( 1 H-mupazon-4-
W) peHoT AUTHAPOXIIOPHL;

2-(3-{3-[(muMeTHIaMUHO )METHII |TUPPOIHINH- 1 -1 } - 1,2,4-Tpua3un-6-mn)-5-(1 H-nmupazon-4-mn)penon
JUTHIPOXJIOPHL;

2-(3-{3-[(MeTHIaAMUHO )METWI |NIUPPOTUINH- 1 -1} - 1,2,4-Tprazun-6-nn)-5-(1H-nmupazon-4-un)penon  nu-
THIPOXJIOPH;

2-[3-(3-{1-[(npomnan-2-1a)aMHHO |3THII } TUPpOSUIUH- 1 -11)- 1,2 ,4-TpraznH-6-mi]-5-(1 H-nupazon-4-wmm) de-
HOJI TUTUAPOXIIOPHUL;
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2-(3-{3-[(unKI00y THIIAMHHO )METHI | TUPpOSIUANH- 1 -1 } -1,2,4-Tpuazun-6-un)-5-(1 H-nupazon-4-un)heron
JUTHAPOXIIOPUT;

2-(3-{3-[(uuKII0O0 Y THIIAMUHO )METHII | TUPPOTUANH- | -1 } - 1,2 ,4-Tpuasun-6-mn)-5-( 1 -metwn- 1 H-mupa3zon-4-
1) (heHOT THAPOXIOPHT,;

2-(3-{[(1R,3s,55)-1,5-mumeTnn-8-azabumukio[3.2. 1 JokraH-3-wmi](MeTHa)aMuHO § - 1,2 ,4-Tpra3uH-6-1m)-5-
(2H-1,2,3-tprazon-2-wmn)denon tpudropamerar;

6-{3-[3-(TpeT-OyTHnamuHO ) tuppouanH-1-mi]-1,2,4-rpuaszun-6-mn} -2-prop-3-(1 H-mupazon-4-wm)denon
JTUTHAPOXIIOPHUTT;

5-(1H-nupazon-4-un)-2-{6-[(2,2,6,6-rerpameTrinunepuaun-4-un)okcu]-1,2,4-tpuazun-3-mn} penon rua-
poxJopuz;

2-(3-{3-[(3-(hropumKIONEHTHI)aMHHO JTHpponuAnH-1 -ni} - 1,2, 4-TpraznH-6-mn)-5-(1 H-nupazon-4-wmm) de-
HOJI TUTUAPOXIIOPHUT,;

2-[3-(3-{1-[(okcan-4-¥1)aMUHO | IUKJIOTIPOTIMI } TUPpONUANH-1 -1i)-1,2,4-TpraznH-6-ni]-5-(1 H-nupason-
4-nm)eHoa TUrHaPOXIIOPH;

2-(3-{3-meTmi-3-[ (mpomnan-2-wi1)aMIHO |TUppOauanH- 1 -un } - 1,2,4-Tpuazun-6-mn)-5-( 1 -metnn- 1 H-mmpa-
3011-4-m)enon Tpudroparerar;

2-{6-[(3-d1Op-2,2,6,6-TeTpamMeTIHIIepUauH-4-11)amMuHO |- 1,2 ,4-tprasun-3-wt } -5-( 1 H-rupazon-4-mn)heron  rua-
poxJIopuI.

10. Crioco6 seuenust wim obnerdeHus 6one3nu ['eatuarrona (HD) y cyObekTa, HyKIaIOMIETOCS B 3TOM,
BKITIOUAIONTUH BBEJCHHE CYOBEKTY 3(PPEKTHUBHOTO KOJMIECTBA COSAMHEHUS WITH €TI0 COJIM TI0 JTFo0oMy 13 . 1-9.

11. Croco0 1o 1.10, rae 3¢ dheKTUBHOE KOITUYECTBO COCTUHCHHUS WM €TI0 COJIH HAXOJUTCS B JHAMA30HE OT
0,001 mo 500 mMr/Kr/neHs.

12. TIpumeHeHre COeAMHEHNS HIIH €r0 COJIU 110 JIFoOoMy 13 il 1-9 ayist edeHnst uiu obJaerdeHus 60Je3HH
I'entunrrona (HD) y cy0bekTa, HyKJaromerocsi B 3TOM.

13. [IpuMeHeHre COSANHEHHUS WIIH €TO COJIH I10 JIF0OoMY 13 TIlL. 1-9 1u1s moJrydeHus JIEKapCTBEHHOTO Cpel-
CTBa JIs JiedeHus win obserdenus 6onesan ['earuarrona (HD) y cyObekTa, HyKIaIomerocs B 3TOM.

14. Ilpumenenue 1o 11.13, rae KOTUIEeCTBO COCOMHEHUS FIIM €r0 COJH B JICKAPCTBEHHOM CPENCTBE HAXO-
nurtest B nranasone oT 1,0 ur go 10000 mr.

15. TlpumeHeHne COCTUHEHHS WM €T0 COJIM 10 JIIoOoMy m3 mi.1-9 mis momydenus dapmarieBTHIECKON
KOMITO3HUITUH JIJIs JiedeHusT Wi obnerdeHus 6one3nu ['entunrrona (HD) y cyObekTa, HyXIAIOMIETOCS B 3TOM,
T/ie COeIMHEHNE WM €T0 COJIb HaXOAMUTCS B CMECH C OJHHUM FITH HECKOJIBKUMH (papMarieBTUIeCKN MPHEeMIIEMbI-
MU SKCIUTTHCHTAMH.

16. [Ipumenenune mo 1m.15, rae KOJTUYECTBO COSAUHCHHUS WU €ro COJU B (papMareBTUIEeCKOH KOMITO3UIHH
Haxoxutcs B quana3one ot 1,0 ur o 10000 mr.

@ EBpasuiickasi naTeHTHas opraHusauus, EAMB
Poccusi, 109012, MockBa, Manblii Yepkacckuit nep., 2
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