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HOBBIE COEJJMHEHHSA B KAYECTBE MOAYJATOPOB ROR-'AMMA

POJACTBEHHBIE 3AABKH

Hacrosimmas 3asiBka uctpaminBaeT MPUOPUTET HA OCHOBAHUH MIPEIBAPUTEIIbHON 3asIBKH HA
nateHT Muguun Ne2930/MUM/2015, nonannoit 3 asrycta 2015 roma, comepskaHue KOTOPOU

BKJIFOUC€HO B HACTOALIYIO 3as4BKY BO BCEH IOJIHOTE NMOoCPEACTBOM CCBLIKH.

OBJACTDb TEXHUKH

Hacrosmass nateHTHasi 3asiBKa OTHOCUTCSI K HOBBIM COEAUHEHUsM, KOTOPBIE MOXHO
NPUMEHSTh B KaU€CTBE MOAYJATOPOB PETHHOUI-POACTBEHHOrO OpaHHOrO peLentopa ramma t

(RORyt).

YPOBEHDb TEXHUKH

Perunoun-poncteennbie opdanubie perentopbl (ROR) mpencrasmstor coboli pakTopsl
TPaHCKPUIILIUY, KOTOPbIE MPHUHAJIEKAT K CYyNepCeMeNCTBY SIEPHBIX PELENTOPOB CTEPOUIHBIX
ropmoHoB. CemetictBo ROR coctout u3 Tpex wieHoB, ROR anbsda (RORa), ROR 6eta (RORP) u
ROR ramma (RORY), Taxxke uzBectHbix kak NR1F1, NR1F2 u NR1F3, cooTBeTCTBEHHO (Ka K/Iblit
U3 KOTOpbIX koaupyetcsi otaenbHbiM reHoM, RORA, RORB u RORC, coorBerctBenHo). ROR
COJZIEPIKAT YEThIPe OCHOBHbBIE IOMEHA, KOTOPBIE SIBJISTIOTCS OOIIMMHU it OOJBIIMHCTBA SIAEPHBIX
petenropoB: N-tepmunanbHbiii A/B nomen, JIHK-cBsi3bIBaromuii JOMeH, IIaAPHUPHBINA TOMEH U
nuraHa-cesi3biBaromii moMeH. Kaxkaeiii reH ROR BripabaThiBaeT HECKOJIBKO U30(OPM, KOTOPBIE
OTJIUYAIOTCS TOJIbKO N-TepMuHaibHbiM A/B nomenoMm. beiin oOHapyskeHbl n18e uzodopmbl RORy

- RORy1 u RORyt (Taxke u3BectHblil kak RORY2).

RORyt mpencrasnsier coboii yceuennyro ¢opmy RORy, B koropoit orcyrcrByer 21
AMHHOKUCJIOTA, HaYMHAsA C N-KOHIIA, U KOTOpast SKCIPECCHPYETCs] UCKIFOYHUTENBHO B KIIETKAaX
TMM(OUTHONW JIMHUU U 3MOPHOHAJIBHBIX MHAYKTOpax JumbounaHoi Tkanu (Sun et al., Science,
2000, 288, 2369-2372; Eberl et al., Nat Immunol., 2004, 5: 64-73), B otmruue ot RORY, koTopbIii

SKCTPECCUPYETCSI BO MHOKECTBE TKaHel (B cepliie, MO3re, MOYKax, JIETKUX, TIEYeHU U MBIIIIIAX ).

beuto ycranoBieno, uto RORyt siBisieTcst KIFOU€BbIM perysisiTopoM TudQepeHInpOBKU
kiaerok Thl7. Knerkm Thl7 mnpencraBnsror coboii moxarpymmy T-xenmepoB, KOTOpBIE
BelpadaTeiBatoT IL-17 u apyrue mpoBOCHANUTENbHBIE LIUTOKHHBL, OBLJIO TMOKA3aHO, YTO OHHU
BBITIOJTHSIOT KJIIOUEBbIe (PYHKLUUHM B HECKOJBKHX MOJAEISIX ayTOMMMYHHBIX 3a00ieBaHuil y
MBIIIEH, BKJIIOYAs SKCIEPUMEHTAJbHBIN ayTOMMMYHHBIH 3HLEehanomuenut (JAD) u KoJulareH-

uanyuupoBanHblii aptpur (KHMA). Kpome Toro, xmetku Thl7 Takke cBs3aHbl ¢ matojoruei
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Pa3MUYHBIX BOCTIAUTENLHBIX U ayTOMMMYHHBIX HAPYIIEHUH y YelOBeKa, BKJIFOYasi pacCesTHHbIH
CKJIEpO3, PEeBMATOUIHbIN apTpuT, rcopuas, 6one3ub Kpona u actmy (Jetten et al., Nucl. Recept.
Signal, 2009, 7:¢003; Manel et al., Nat. Immunol., 2008, 9, 641-649). Ilarorere3 XpOHUIECKUX
AyTOMMMYHHBIX 3a00JieBaHUM, BKIFOYAash PACCESIHHBIA CKJIEPO3 W PEBMATOUIHBIA apTpPHT,
BO3HUKAET B PE3yJIbTaTe€ HAPYLICHHS] TMEPEHOCHUMOCTH COOCTBEHHBIX AHTHUI'CHOB U Pa3BUTHS
ayToarpeccuBHbIX APPEKTOpHBIX T-KIETOK, HHOUIBTPUPYIOIUX TKAHEBbIE MHIIEHU. B
UCCJIEJOBAHMSIX OBLIO TOKa3aHO, 4TO KyieTku Thl7 SBISIFOTCS OMHUMH U3 BaXHBIX MOCPEIHUKOB
Pa3BUTHSI BOCTIAJIUTEIBHOTO TPOIecca TKaHeceupuIeckoro ayrouMmyHurera (Steinman et al
J. Exp. Med., 2008, 205: 1517-1522; Leung et al., Cell. Mol. Immunol., 2010 7: 182-189). Knetku
Th17 akTHBUPYIOTCSI BO BpeMsi IPOTEKaHuUs 3a00JI€BaHUS U OTBEUYAIOT 38 PEKPYTUHT IPYTUX THIIOB
BOCTIAJIUTENIbHBIX KJIETOK, B YAaCTHOCTH HEUTPO(QHIIOB, OMOCPEeNnys MAaTOJOTHI0 B TKAHEBBIX
mutnensix (Korn et al., Annu. Rev. Immunol., 2009, 27: 485-517), 6buto nokazano, uto RORyt
UrparoT BAXKHYIO POJib B maToreHHoM oteete kietok Thl7 (Ivanov et al., Cell, 2006 126: 1121-
1133). ¥V mpnueii ¢ pepunmurom RORyt xnerku Thl7 orcyTcTBOBamM, 4TO TakXKe NMPUBOIMIO K
ocnabnenuto DAD. I'eneruueckoe paspyuienne RORy B mozenu konurta y MbIei Takke
npenoTBpaiiano passutue konuta (Buonocore et al., Nature, 2010, 464: 1371-1375). Poas RORyt
B MATOTe€He3e AayTOMMMYHHBIX WJIM BOCHAJHMTEbHBIX 3a00JeBaHUN MOAPOOHO OMUCaHa B
aureparype. (Jetten et al., Adv. Dev. Biol., 2006, 16: 313-355; Meier et al. Immunity, 2007, 26:
643-654; Aloisi et al., Nat. Rev. Immunol., 2006, 6: 205-217; Jager et al., J. Immunol., 2009, 183:
7169-7177, Serafmi et al., Brain Pathol., 2004, 14: 164-174; Magliozzi et al., Brain, 2007, 130:
1089-1104; Barnes et al., Nat. Rev. Immunol., 2008, 8: 183-192).

Kpome Toro, Ttaxxe mokazaHo, uro RORyt urpaer BaxHy:O poOjib B JIPYrHX KJeTKax,
ornuunbx oT Thl7, Takux kak macrouutsl (Hueber et al., J Immunol., 2010, 184: 3336-3340).
Okcnpeccust RORyt u cexpenus nuroknHoB Thl7-Tuna taxke onucana niist NK T-xierok (Eberl
et al., Nat. Immunol., 2004, 5: 64-73) u T-xnerok ramma-nensta (Sutton et al, Nat. Immunol., 2009,
31:331-341; Louten et al., J Allergy Clin. Immunol., 2009, 123: 1004-1011), 94TO CBUIETENBCTBYET

o BaxHOH pyHKIIM RORYt B yKa3aHHBIX KJIETKaX.

B nyOmukaumsx PCT WO 2012/139775, WO 2012/027965, WO 2012/028100, WO
2012/100732, WO 2012/100734, WO02012/064744, WO 2013/171729 u WO 2015/008234
OMUCaHbl T€TEPOLIUKINYECKHE COEIUHEHHs, KOTOpbIE SIBJIAIOTCS MOAYJATOPAMU peLeNTOpPHOMN

AKTUBHOCTH PETHHOUA-POACTBEHHOrO ophanHoro peuenropa ramma (RORYy).

C yd4eroM BBIIECKA3aHHOTO CYIIECTBYET MOTPEOHOCTh B HOBBIX TEPANEBTHYECKUX
areHTax, KOTOpble MOAYJUPYIOT akTHBHOCTE RORYyt u, Takum oOpa3zom, oOecreunBaroT HOBBIE
criocoObl JieueHust 3a00IeBaHII U COCTOSIHUMN, CBSI3aHHBIX ¢ MonyJisinueid RORyt.

2



HaCTOﬂH_Iaﬂ 3asiBKa OTHOCUTCA K COCAUHCHUAM, KOTOPBIC SABIIAIOTCA MOAYJIATOPaMU

peuentopa RORyt.

KPATKOE OINMCAHUE U3OBPETEHUA

CornacHo OOHOMY M3 aCIICKTOB HACTOALICC I/1306peTeHI/Ie OTHOCUTCA K COCIUHCHUIO
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xonb1o B BeIOpano u3 Cs.¢ mukioankmia, Ce.14 apuna, 3-15-4JI€HHOTO reTeponHKInIa 1

5-14-unenHoro rerepoapuna,
15 L oTcyTcTByeT uiu mpenctasisieT coboit y*—X—(CRRY)—*,; X Bwibpan us O, NR*!' u
o
2
KXIBIH U3 X, Y U Z IPEICTABIISIET COOOM MECTO MPUCOETUHEHUS,
R! BbIOpaH m3 ruapokcuia, Ci-g ankuna u Ci.g aJKOKCH;

B KaXI0M cliyuae R? He3aBUCHMO BLIOpaH M3 LIHAHO, rajoreHa, rugpokcunia, Ci.g ankuna,

20  Cis ankoken, Ci.g ankokcu-Ci.g ankuna, rajnored-Ci.g ankmia, raioreH-Ci.g aTKOKCH, THIPOKCH-
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Cis ankuna, C(O)Cig ankuna, Cs.s mukmoankuna, C(O)Css nukimoankuna u 3-15-4neHHOro

FETCPOLUKITNICCKOro KOJIbIIa,

B Kax10M ciyuae R’ HesaBucumo BbIOpaH u3 rajorena, uaHo, Ci-g ankuna; ranoren-Ci.s

ankuja u Cs.g MUKJIOAJIKHJIA,

B KaxaoM ciyuae R* HesaBucumo BuiOpan u3 ranorena, muaso, C-g ankuna; ragoren-Ci.s

ankuja u Cs.g MUKJIOAJIKHJIA,

B Kax10M ciiyuae R’ He3aBucuMo BbIOpaH 13 rajorena, muaHo, Ci-g ankuna; rajgoren-Ci.s

ankuja u Cs.g MUKJIOAJIKHJIA,

Ka)KHbIﬁ m R*u Rb KOTOPbIE MOT'YT OBITh OAHMHAKOBBIMH HMJIK PA3JIMYHBIMHU, HE3aBUCHUMO
2 2

BbIOpaH u3 Bogopozaa u Ci.g ankuna;

kaxplil u3 R* u RY, koTopbie MOTYT OBITh OJMHAKOBBIMH HJTH PA3JIHYHBIMU, HE3aBHCUMO
BoIOpaH u3 Bogopoaa, Cig ankuna u ruapokcu-Ci.g ankmna; ui R* u RY coBMecTHO ¢ atoMom

yriepoja, K KOTOPOMY OHH MPHUCOETUHEHBI, 00Pa3yIOT 3-0-4JICHHOE LUKJIOATKUIBHOE KOJBLIO;
R*! priGpan u3 Bogopona unu Ci-s ankuna;
‘n’ paBuo 0, 1, 2 i 3;
‘m’ paBHO 0, 1 nmm 2;
‘p’ paBHO 0, 1 wnm 2;
‘q’ paBuo 0, 1,2 wimm 3, u
‘t” paBuo O, 1, 2 v 3.

Coenunenus Gopmyinbl (I) MOryT BKJIFOYATh OOWH WU OOJiee BAPUAHTOB pPeaM3allUu.
BapuanTs! peammzanuu Gopmysl (I) Brimrouarot coenunenust popmyast (1) u popmyasr (I1I), kak
ormucaHo panee. Crenyer NOHMUMATh, YTO TMPHUBENEHHBIE HUKE BAPUAHTHI pPeATH3ALHUU
NpeAHa3HAYEeHBl ISl WLTIOCTPALMHM HACTOSINErO M300pPETeHUs U He OrPaHHYUBAIOT (POPMYyIy
n300peTeHNs] KOHKPETHBIMHU TMPEUIOKEHHBIMHA BapUAHTAMHU pealn3auud. Takke Cclenyer
NIOHUMATh, YTO BAPHAHTBHl pPEATM3AIMU, OMNpPEHENCHHbIE B HACTOSIIEM OIHMCAHUH, MOKHO
NPUMEHSTh HE3aBUCHMO WJIHM COBMECTHO C JHOOBIM ONpenelieHHeM WIH JIFOOBIM JPyTrUM
BAPUAHTOM peajM3aliM, OINPENEJICHHbIM B HACTOSIIEM OMHUCaHUH. Takum oOpasoMm, B
n300peTeHne BKIIIOYEHBI BCE BO3MOKHBIE KOMOMHALINY U TIEPECTAHOBKH PA3IMYHBIX HE3AaBUCHMO

OMHCAHHBIX BAapPUAHTOB peajin3aluu. Haan/IMep, B I/1306peTeHI/II/I NPEATIOXKEHBI COCAUMHCHUSA
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dopmyner (I), kak ompeneneHo Bbilie, rae L oTCyTCTByeT (COTIaCHO OAHOMY W3 BapHaHTOB
peanusaluu, onpejeneHHbx Hibke), R! mpencraBnser coboil rUAPOKCHN, METHJ UM METOKCHU
(cornmacHo Apyromy BapHaHTy peaji3aliy, ONpeaeIeHHOMY HIDKE), H ‘p’ paBHO O (coriacHo ere

OJHOMY BapHaHTY PeaM3aliH, ONPEIeIEHHOMY HIKE).

CornacHO OAHOMY M3 BapHUAaHTOB pEANU3ALMH B YaCTHOCTHU MPEAJIONKEHbI COCAUHEHUS
dopmynbr (I), B koTopeix konmblo B mpencrasmsier coboit Cs.s HUKIOANKIIT (HAmpUMep,
uukiorekcun), Ce.14 apui (Harpumep, peHn), 3-15-uneHHbIi reTeponuKInI (Hanpumep, 6-0Kco-
1,6-quruApONUPUANHII, TUIEPUANHNT, MUNEPA3UHWI UIH MOpdonuHWI) wiu S-14-uneHHbIH

reTepoapu (HarpuMep, U30KCa30JIWIL, TUPA30JIIIL, THA30IWI, TUPUANHIIT WIA TUPUMHUIUHII).

CornmacHo napyromMy BapHaHTy peau3allid B YaCTHOCTH MPEIJIOKEHbl COCTUHEHUS
dopmyisl (I), B koTopsix koablo B mpeacrasisier coboit muknorekcun, (eHmn, 6-okco-1,6-
OUTUAPOTIUPUANHII, TUIMEPUINHII, MHUIEPA3ZUHII, MOP(OIMHMI, H30KCA30JIUJ, MHPA3OJIUJI,

THUA30JIWJI, MTAPUAVUHUIT WU TAPUMHUIAUHUAIL.

CornacHo JApyroMy BapuUaHTy peau3alid B YaCTHOCTH MPEJIOKEHbl COEIUHEHHS

dopmyast (I), B koTOpbIX L oTCyTCTBYET.

CornacHo APyroMy BapHUaHTy peaiu3alliid B YaCTHOCTU NPEATIOKEHbI COCOUHECHUS

dopmyasl (I), B kotopbix L npencrasnsier codoii y*—X—(CR*RY)—*,, u ‘t” paBno 0.

CornacHo fApyromMy BapHaHTy pealu3aldd B YaCTHOCTH IMPEAJIOKEHbl COETUHEHUS
dopmyasl (1), B kotopeix L npencrasnsier coboit y*—X—(CR*RY)—*,, u ‘t” pasro 1. B ykazaHHOM
BapuaHTe peanmuzaumu R* mpexncrasisier coboit Bomopon, u RY mpexncrasisier coboli Bomopon,

METHJT Wi ruapokcumeTi, wiid R* u RY, B3siThie BMecTe, 00pa3yroT UKJIONPONMUIbHOE KOJIBIIO.

CorjacHo IpyromMy BapHWaHTy peaju3allid B YaCTHOCTH TMPEIJIONKEHBI COETUHEHHUSI
dopmysl (1), B koTopeix L mpencrasnser codoit y*—X—(CR*RY)—*,, u ‘t” paBHo 2. B ykazanHoM

BapuaHTe peammsarmu R* u RY npexncrasistor codoii Bomopon.

CornacHo napyroMy BapHWaHTy peald3allid B YaCTHOCTH MPEIIOKEHbl COEAMHEHUS
*Z "

7z Z
% %
VI %z y*\ J /[ J\
N N y *\N y *\N

¢dopmysl (I), B koTopeix L mpencrasnsier codoit | H H

3 2 2
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CornacHo napyromMy BapHaHTy peau3allid B YAaCTHOCTH MPEIJIOKEHBI COCTUHEHUS
dopmynsi (I), B koTopbix R! npencrasnsier coboit ruppokcun, Cis ankui (HampuMmep, METHJI) Wi

C1.8 anKoOKCH (HampuMep, METOKCH).

CornacHo napyroMy BapHaHTy peald3allid B YacCTHOCTH MPEJIOKEHbl COEANHEHUs

dopmyasi (I), B kotopeix R! npescrasnsier co6oit ruAPOKCH, METUI UM METOKCH.

CormacHo JApyromMy BapuaHTy peaju3allid B YaCTHOCTU MPEIJIOKEHbI COECTMHEHUS
dopmynsi (1), B koTOphIX Kaxabiil R? npencrasnser coboit nuano, ranored (Hanpumep, F umu Cl),
Ci-g ankun (Harpumep, MeTi win 3Tii), Ci.g amkokcu (Hanpumep, MeTokcu), Ci.g amkokcu-Ci.g
ankun (Hampumep, MeTOKCHATWI), rajoreH-Cig ankun (Hampumep, tpudtopmerui), Cs.s
uktoankun (Hanpumep, tukionponmi), C(0O)Cig ankun (Hanpumep, C(O)mermn), C(O)Cs.s
uktoankun (Hanpumep, C(O)umknonponuia) wik 3-15-4IeHHOE TeTepOLUKINYECKOe KOJBIIO

(HampuMep, OKCeTaH-3-1J1).

CornacHo JOpyromMy BapHaHTy pead3alud B YAaCTHOCTH MPENJIOKEHbI COETUHEHUS
v D2 "
dopmysl (I), B koTOpBIX Kaxablii R” mpencrasnser codoii nuano, F, Cl, MeTu1, 3TUjI, METOKCH,

MeToKcu3 T, Tprdropmer, nukinonpornui, C(O)merwi, C(O)UUKIONPONIII WX OKCETaH-3- 1L

CornmacHo napyroMy BapuUaHTy pealu3alil B YaCTHOCTH MPEIUIOKEHbI COEIUHEHHS

v D2 o
dopmysl (I), B koTOphIX Kaxabiii R” mpeacrasnser codoii nuano, F, Cl, MeTu, 3TujI, METOKCH,
MeToKcu3 T, Tpudropmer, mukinonporui, C(O)merwn, C(O)IUKIONPONII HIIH OKCETaH-3 -1,

u ‘n’ pasHo | mnu 2.

CornacHo nOpyromMy BapHWaHTy pealu3allid B YAaCTHOCTH MPEIJIOKEHbI COETUHEHUS
dopmynsi (I), B koTopbIx Kaxablii R® mpencrasnser coboit Ci.s ankui (HampuMep, METHI WU

mpem-0yTin) win ranoreH-Ci.g ajnku (Hanpumep, TPUPTOPMETIIT).

CornacHo napyromMy BapHWaHTy peau3alud B YACTHOCTH MPEIJIOKEHbI COCTUHEHUS
dopmynst (I), B KOTOpPBIX Kaxkablii R’ mpencrasnser coOoi MeTuN, mpem-OyTUl WU

TpudTOopMeTHII.
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CorymacHO npyroMy BapHaHTy peaji3alidd B YAaCTHOCTH TMPEUIOKEHBI COCTUHEHUS
3 (9 < s
dopmysl (I), B koTopbix R’ mpeacrasisier coboii MeTu, mpem-0y Tl Wi TPUGTOPMETHIL, B ‘m

pasHO 1.

CornacHo napyroMy BapHaHTy pealv3allid B YaCTHOCTH TMPEJIOKEHbl COEAMHEHUs

dopmynsi (I), B koTopex R* npencrasnsier coboit ranoren (nanpumep, F umu Cl).

CornacHo JpyroMy BapHaHTy peaju3aliid B YaCTHOCTH MPEIOKEHbl COECIUHEHUS

dopmynsi (1), B koTopbix R* npencrasnsier coboii F.

CornacHo nApyroMy BapHaHTy pealu3allid B YacCTHOCTH TMPEJIOKEHbl COEANHEHUs

dopmynsi (1), B koTopbix R* npencrasnser coboii F, u p pasHo 1.

CornmacHo fApyroMy BapuUaHTy pealu3alil B YaCTHOCTU MPEJIOKEHBbI COENUHEHHS
dopmynsi (I), B koTopsix oaun u3 R? u R® npencrasnser coboit BOnopon, u Apyroit mpeacTapiser

coboii Bogopon wiu Ci.g anku (HampuMep, METHI).

CormacHo JApyromMy BapuaHTy peaju3allid B YaCTHOCTU MPEIJIOKEHbI COESTMHEHUS
dopmysi (I), B koTopbix omun u3 R? u R® npencrapisier coboii Bonopon, 1 Apyroit mpeacTaBaser

co0o# BOJOPO MJTH METHIL.

CornacHo nApyroMy BapHaHTy pealu3allid B YaCTHOCTH TMPEIIOKEHbI COEAMHEHUS

dopmynsr (I), B kotopex R? 1 R® mpezcTapsor co6oii BOTopoy.

CornacHo nApyroMy BapUaHTy peau3alil B YaCTHOCTH MPEUIOKEHbI COEIUHEHHSI
dopmyns (I), B koTopbix R? mpeacrasnser coboit Bomopon, u R® mpencrasnser co6oit Ci.s anku

(HampuMep, METHI).

CornacHo napyroMy BapHWaHTy peald3allid B YaCTHOCTH TMPEIIOKEHbl COEAMHEHUS

dopmymsl (I), B koTopbix R? mpencrasnsier coboii Bomopon, u R mpencrasnsier coboii MeTHL.

CormacHo fApyroMy BapuUaHTy pealu3alil B YaCTHOCTH MPEIUIOKEHBI COEIUHEHHS
dopmynei (I), B koTopeix R! mpencrasnser coboii metu; R? npencrasnser coboit Bomopon, u RP

npeacTaBisieT coOOH BOJOPO.

CornacHo fpyromMy BapHaHTy peaju3allid B YaCTHOCTH IPEAJIOKEHbl COEJUHEHUS
¢ I R! Ooii ; R? oot
opmysl (I), B koTopeix R' mpencrasisier codoii merokcn; R? nmpencrasnsier codolt Bonopon, U

R® mpescrasnster coboit BOROpPO.
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CormacHo fApyroMy BapuUaHTy peaNu3all B YaCTHOCTH MPEIUIOKEHBl COENUHEHHS
dopmynsr (I), B kotopbix R! npencrasnsier coboii runpokcun; R npeacrapiser coboit Bomopon,

u R® npescraBsier co6oit MeTuL.

CornacHo napyroMy BapHaHTy pealv3allid B YaCTHOCTH TMPEJIOKEHbl COEAMHEHUs

y y
A}

= NN
y X |k/N |
NPENCTABISET COOOM F F

dopmynbr (I), B KOTOpBIX Rm

yi© y” v ¥ y
kY Y Y O, N S N
ij/x‘ fﬁ/x‘ A \|%< : Z SN
| | | | /
N F N N N
/ b N > / \

.-
9~N\ N
N== )

HJIN

CornacHo JApyroMy BapuUaHTy pealu3aliil B YaCTHOCTH MPEJIOKEHbI COEIUHEHHSI

R%@:% ,

dopmyner (I), B KOTOpBIX npeacTaBisieT coOOH LUKIOreKcwus, ¢eHun, 2-
xaopdenun, 3-xmophennn, 4-xiopdenwn, 4-umaHodenws, 2-upkonponuiadpeHw, 2,4-
nuxjopbenwt, 2-xjop-4-propdpenun, 4-xmop-2-propdenun, 2-xnop-4-metvnpenun, 2.4-
mudropdennn, 3,4-nudpropdenun, 2,4-numermndenun, 2-stundenwn, 2-propdenun, 4-
bTopdpernn,  2-¢prop-4-merundenmn,  4-prop-2-mermndenus,  4-merokcudenus,  4-
(Tpudropmermn)perHns,  O-TOJAYWJI,  A-TONYHWJ, 4-aueTwianunepasus-l-wi, — 4-anerun-2-
METUJIHIEpa3HH- | -m, 4-(1ukinonponankapOoHmw)nunepasud-1-un, 4,4-npudropnunepuans-1-
w1, 4->Tmunepasus-1-wi, 4-merwinunepasus-1-mwn, 4-(2-merokcusTwin)nunepasus-1-mi, 1-
MeTUII-6-0KCO-1,6-quruaponupuauH-3-ui, 4-(oKceraH-3-wi)nunepasus-1-mi, mMopdoarnH-4-u,
(28,6R)-2,6-numerunmopdonun-4-ui, 3,5-nuMmerunu3okcazon-4-un, 1-metun-1H-nupazon-4-u,

4-MeTUNITHA30II-5-WJT, TUPUINH-4-1JT UITH TUPUMUANH-5-UI1.

CornacHo npyroMy BapHWaHTy pealv3allid B YaCTHOCTH MPEIJIOKEHbl COEAMHEHUS

¢dopmyasl (I), B koTopbix ‘n’ pasHo 0, 1 wn 2.

CornacHo napyroMy BapHWaHTy pealv3allid B YaCTHOCTH TMPEJIOKEHbl COEAMHEHUS

¢dopmysl (I), B koTopbix ‘m’ pasen O nim 1.

CornacHo napyroMy BapHWaHTy pealv3allid B YaCTHOCTH TMPEJIOKEHbl COEAMHEHUS

¢dopmysl (I), B koTopbIx ‘p’ paseH O wmm 1.
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CornacHo napyroMy BapHWaHTy pealu3allid B YaCTHOCTH TMPEJIOKEHbl COEAMHEHUS

bopmysl (I), B koTopex ‘q’ paseH 0.

CornacHo napyroMy BapHaHTy pealu3allid B YaCTHOCTH TMPEJIOKEHbl COEAMHEHUs

bopmysl (I), B koTOpBIX

y I y y
N\“N\X‘|\X‘|\X“
L ! P
KOJBLO A MpeacTaBiuseT coboii k/ , 7 , 7 , N ;
yT° | .-
\ N 5 ¥ ©
\ x* © x* /y N g
| /N,X\ X N
N N
< , X , —N wm  N= ;

KoNbll0 B mpezncraBisier coOOW HUKIOTEKCHIN, (GeHUN, 6-0KCO-1,6-TUruapOupUIHHILIL,
NUMEePUINHII, HUIEPASHHII, MOPQOTUHUI, M30KCA30JUII, MHUPA3OJUI, THA3OJMI, MUPUIAHIIT

WA MUPUMUIUHNAITL,

s

J [ [
* 3k
YISNTTTZ oy J J\
. | T Yy AN

L orcyTcTBYeT MM NMPEACTaBIsET COOOM , , Ho H

J‘ Z /[ Z /E /t J* ’ &

a, a, z

HT "y \T y HT \T J* 7 /E Cl) gy T o
* * |

y* y* y* y* .Y To ’y o y* y* y

2 2 2 2 > 2 2 2

5005 S
R! npencrasnser coboil THAPOKCHI, METUI UM METOKCH,

R? mpencrasnser coboit 1mano, F, Cl, MeTun, STUN, METOKCH, METOKCH3THUI

2

tpudTopmetit, nuksonponuwi, C(O)metwt, C(O)IUKIONpONMI WU OKCETaH-3-H1T;
R® npencrasnser coboil MeTHII, mpen-6y T Uin TPUGTOPMETHI,
R* npencrasnser coboii F;
R? mpencrasisier coboit BOIOpon;

R® npesicraBsier coboit BOXOPOS MM METHUI,
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‘n’ paBuo 0, 1 wnu 2;
‘m’ paBHO O unu 1;
‘p’ paBHo O unu 1; u
‘q’ pasHo 0.

CornacHo napyroMy BapHaHTy pealu3allid B YacCTHOCTH TMPEJIOKEHbl COEANHEHUs

dopmysl (I), B KOoTOphIX

¥l ¥ i i .
- oY oY oY
g 3 i k/N | N| 7
R*)m npeacTaBysieT coOoi 7 , 7 , 7 N

501051 N=

2 L g )—
R @Z % npeacTassier codoit nukorekcu, penun, 2-xnophenun, 3-xnophenun, 4-
xyophenun, 4-unaHodenu, 2-uukiaonponuidperu, 2,4-nuxnopdenun, 2-xnop-4-propdenu, 4-
xjop-2-propdpenun, 2-xnop-4-merundenun, 2.4-nudropdenun, 3,4-mudrtopdpenun, 2.4-
mumermndennn, 2-stundennn, 2-grophennn, 4-propdenun, 2-grop-4-merundennn, 4-prop-2-
metuiadenun, 4-merokcudenmn, 4-(tpupTopmerwin)peHms,  O-TONYWI,  A-TONywi,  4-
aLueTUINUunepasuH-1-u, 4-aneTun-2-MeTuNInunepa3un-1-uim, 4-
(uuknonponankapOoHwn)nunepasun-1-un, 4,4-mudropnunepunus-1-wi, 4-sTUANHNIEpPA3HH- |-
wi, 4-merunnunepasus-l-wn, — 4-(2-merokcudTWi)nunepasuH-1-mwn,  1-mermn-6-okco-1,6-
OUTUAPOTIMPUANH-3-W1,  4-(OKceTaH-3-mn)nunepasus-1-mwi,  mopdomun-4-un, (25,6KR)-2,6-
auMeTHIMOP (D OTMH-4-1J1, 3,5-IUMETHUIIN30KCa30I-4-1]1, 1-metun-1H-nupazon-4-un, 4-

METUJITHA30J1-5-UJ1, TUPUANH-4-UJ1 WIN DTUPUMUINH-S-UTT,

10
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y*\N/*Z y*\ J /[Z J\
N Y*\N y*\N

L orcyTcTBYeT HIH TIpencTaBisieT Co0oi , | , Ho H
J‘ z /[ z o /& o P
i/ 4, §
HT ‘" \T iy HTJ\ \T J* z /E C|’ oy OJ\ O%
y* y* y* y* Y S Y o y* y* y*

2 2 2 2 2 2 2 2

o y v/ 1701
R! npencrasnsier co6oii TUAPOKCHIT, METHIT U METOKCH,
5 R* npencrasnser coboii F;
R? mpencrasnsier coboii BOOOPOS;
R® npenicraBisier co60it BOXOPOI HITH METHI,
‘p’ paBHO O unu 1; u
‘q’ paBHo O.

10 CornacHO OZHOMY M3 BAapHAHTOB PEANM3AIMH B YaCTHOCTH TPEIJIONKEHbI COEIUHEHHS
dopmysl (I), umeromue 3HaueHue ICso menee 1000 HM, npennoutuTenbHo MeHee S00 HM, Gonee

npeanoutuTenbHo MeHee 100 HM B otHomenuu akTuBHOCTH RORYt.

JIOTIONTHUTEIbHBIE BapUAHTBI PEAU3alMK, CBS3aHHBIE C KOJBIOM A, KOJNbLOM B,
rpymmamu L, R!, R2, R? R* R5 R R® n, m, p u q (1 rpynnamu, onpeneneHHbIMU Jaiee), ONUCAHbI
15  nanee mnst coenunenuii popmyisl (1) umu coequuenuit popmynsl (I1I). Cnenyer moHuMaTh, 4TO
yYKa3aHHbIE BAPHAHTBI peaj3allii He OrpaHUYEHbl MPUMEeHeHHeM B oTHomeHuu Gopmyisl (II)
w (III), HO mpUMEHUMBI HE3aBUCUMO W MO OTHEIBHOCTU K coenuHeHusiMm Qopmyisr (I).
Hanpumep, B 0HOM U3 BApHAHTOB peaM3aLNH, ONMHUCAHHBIX J1ajiee, B U300PETEHNH B YACTHOCTH
npeanoxkenbl coenuHeHuss dopmynsl (II) mwma (III), B xoroppix ‘m’ paBHo O wmm 1, u

2

20  crenoBaTeNbHO, TaKXkKe MpetoskeHo coequaerne Gopmysl (1), B koropom ‘m’ paBHo O wm 1.

B m3o00perennu Taxke mpemiokeHo coenuHeHue gopmyisl (II), koTropoe npencraBiseT

co0oii BapuaHT peanu3anmu coequaeHus: popmynsl (I).

CoOTBeTCTBEHHO, B M300pETEHNH NPEIIOKEHO coenraenue Gpopmyer (11)

11
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konb1o B BeIOpano u3 Cs.¢ uukioankmna, Ce.14 apuna, 3-15-4J€HHOTO reTeponMKInIa 1

5-14-unenHoro rerepoapuna,
10 KaXIbIH U3 X U Y MPENCTABJISIET COO0H MECTO PUCOETUHEHUS,
R! BuiGpan u3 rugpokcuna, Ci-s ankuna u C1.3 aTKOKCH,

B KaXI0M cliyuae R? He3aBuCHMO BLIOpaH M3 LIHAHO, ranoreHa, ruapokcunia, Ci.g ankuna,
Ci.g ankokcu, Ci-g ankokcu-Ci.g ankuma, ramoren-Ci.g ankunia, rajoren-Ci.g aiKOKCH, THAPOKCH-
Cis ankuna, C(O)Cig ankuna, Cs.s muknoankuna, C(O)Css nmkmoankuna u 3-15-4ieHHOrO

15  reTepoOLMKINYECKOIO KOJbIIA,

B Kax10M ciyuae R’ HesaBucumo BuiOpaH u3 ranorena, nquaso, Ci.g ankuna; rajgored-Ci.s

ankuja u Cs.g MUKJIOAJIKHJIA,

B Kax1oM ciyuae R* HesaBucumo BuiOpan u3 ranorena, muaso, C.g ankuna; ranored-Ci.s

ankuja u Cs.g MUKJIOAJIKHJIA,

12
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kaxapiii 13 R? u R®, KoTOpbie MOTYT GbITh OMMHAKOBBIMU MU Pa3IHYHBIME, HE3aBUCHMO

BbIOpanb! U3 Bopopoaa u Ci.g alKua,
‘n’ paBuo 0, 1, 2 um 3;
‘m’ paBHo 0, 1 wnu 2; u
‘p’ pasHo 0, 1 unu 2.

Coenunenns popmyiet (II) Moryt BkIFOYATH ONMH WK OOJiee BAPUAHTOB pPeaH3aLUU.
Cne):[yeT NMOHUMATD, YTO MPUBCACHHBIC HUKC BAPUAHTBI pC€ain3allii HWIIFOCTPUPYIOT HACTOALICE
n300peTeHrne W He OrpaHUYMBAIOT (opMysy H300peTeHHs KOHKPETHBIMH IPEJIOKEHHBIMU
BapuaHTaMU pcajin3aliuu. Taxoxe CJICAYET MOHUMATh, YTO BApUAHTHI p€ainu3aliy, ONIpCaACICHHbIC
B HACTOALIEM ONWCAHWH, MOXKHO TIPHMEHSTh HE3aBUCHMO MWJHM COBMECTHO C JIFOOBIM
onpezneseHueM, JIOObIM JAPYIMM BapHaHTOM peaIM3aliH, OMNpENEeNEeHHBIM B HACTOSIIEM
omucannu. Takum oOpa3oMm, B n300peTeHHE BKIIOUEHBI BCE BO3MOXKHBIE KOMOWHALMH U
NEPECTaHOBKU PAa3JIMYHBIX ONUCAHHBIX HE3aBUCHMO BapUaHTOB peanusauuu. Hanpumep, B
M300peTeHNH TpensoxkeHbl coemuHenus Qopmynsl (II), kak ompemeneHo Bbime, rae R!
NpesACTaBsieT COOOH T'MAPOKCHMJ, METHJI WJIM METOKCH (COIJIaCHO OAHOMY M3 BapHUaHTOB
peanuzauu, OmpeAeseHHbIX Hipke), R? mpencraBniser coboit Bomopon (COrJacHO Ipyromy
BAapPHAHTY peasiu3alliy, ONpeaeeHHOMY HIke), U ‘m’ paBHO O miau 1 (COryacHO eIne OgHOMY

BAPUAHTY PeaN3aLMH, ONPeIeIeHHOMY HIDKE).

CornacHo OAHOMY W3 BapHAHTOB PEAJM3ALMH B YACTHOCTH MPEIJIONKEHbI COSTUHEHHUS
dopmyasl (II), B koTopeix kosbLo B mpencrasnsier coboii Ce.14 apun (Hanpumep, Germi), 3-15-
WIEHHBIH  rerepouukinil  (Hampumep,  60-OKCO-1,6-TUTHIPONUPUAMHWII,  NUMEPUINHUI,
nUnepasuHu uin MopdonuHwiI) win S-14-ujeHHbld rertepoapuii (HapUMep, MTHUPA3OJIII,

MUPUAWHUIT UITH HI/IpI/IMI/II[I/IHI/IJ'I).

CornacHo napyromMy BapHWaHTy peau3alUud B YACTHOCTH MPEIJIOKEHbI COETUHEHUS
dopmysl (II), B koTOpBIX KONBIO B mpencrasnser codoii ¢penmn, 6-0kco-1,6-TuruaponupuanH-

3-I/I.]'I, MUNICPUIUHUIL, TUTICPASUHHAIIL, MOp(l)OJ'II/IHI/I.H, MUPa30JInI, MAPUAWHUIT WA TAPUMUAWHUIL.

CornacHo napyromMy BapHWaHTy peau3allud B YACTHOCTH MPEIJIOKEHbI COETUHEHUS
1 o
dbopmysl (I1), B koTopbix R" mpencrasisier coboii ruapokcut, Ci-g aakui (HampuMep, METHIT) HITH

C1- ajKOKCH (HampuMep, METOKCH).

CornacHo napyroMy BapHaHTy pealu3allid B YaCTHOCTH TMPEIOKEHbl COEAMHEHUS

dopmyns (II), B koTopbix R! npencrasaser coboii ruApOKCUI, METHI M METOKCH.

13
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CormacHo fApyroMy BapuUaHTy peaNu3all B YaCTHOCTH MPEIUIOKEHBl COENUHEHHS
dopmynst (II), B KoTOphIX Kaxkablii R? mpencrapiser coboii 1uaHo, rajored (Hanpumep, F uu
Cl), C18 ankun (Hanpumep, metu wiu 31i), Cig ankokcn (Hanpumep, MeTokcH), Ci.g alTKOKCH-
C1-s ankun (HanpuMep, METOKCUITII), ranored-Ci.g ankuin (Hanpumep, Tpudropmerun), C(O)Ci.-
g ankni (Hanpumep, C(O)metmn), C(O)Cs.¢ mmuknoankun (Hanpumep, C(O)uukmonpornun) wim 3-

15-4neHHOe reTepOLUKINIECKOe KOJbIO (HATPpUMEp, OKCETaH-3-11).

CornacHo napyromMy BapHaHTy peau3allid B YAaCTHOCTH MPEIJIOKEHbI COCIUHEHUS
dopmynsi (II), B koTopeix Kaxasii R npencrasnser coboii nuano, F, Cl, MeTu, 3THJI, METOKCH,

metokcua T, Tpudropmerni, C(O)mermn, C(O)IUKIONPONHI HIIH OKCETaH-3 -1l

CornmacHo fApyroMy BapuUaHTy peaNu3aldl B YaCTHOCTU IPEJIOKEHBI COENUHEHHS
dopmyns (II), B koTopeix Kaxabii R* npencrasnsier coboii nuano, F, Cl, MeTu, 3THJI, METOKCH,
merokcryTU, Tpudropmerni, C(O)mermn, C(O)IUKIONPONHI MM OKCETaH-3-1I, ¥ ‘n’ paBHO |

AJIn 2.

CornacHo JApyroMy BapuUaHTy peau3alid B YaCTHOCTH MPEJIOKEHbl COEIUHEHHS
dopmynsr (II), B koTopbix kaxabii R npencrapnser coboii Ci.s ankun (Hampumep, METUI MU

mpem-0yTin) win ranoreH-Ci.g ankui (Hanpumep, TPUPTOPMETHLI).

CornacHO HOpyromMy BapHWaHTy peald3alid B YAaCTHOCTH MPEIJIOKEHbI COETUHEHUS
dopmynsr (II), B koTopelX Kaxablii R mpencraBnsier coGoif MeTun, mpem-OyTHI WU

TpudTopMeTHII.

CornacHo HOpyromMy BapHaHTy peau3allud B YaCTHOCTH TMPEIJIOKEHbI COEIUHEHUS
dopmyns (II), B koTopsix R* nmpencrasnsier coboit MeTun, mpem-0yTua uim TpudGTOpMeTH, U

‘m’ paseH 1.

CornacHo napyroMy BapHWaHTy pealu3alid B YaCTHOCTH TMPEIIOKEHbl COEAMHEHUS

dopmyns (II), B koTopsix R* mpencrasmser coboii ranoren (nampumep, F unu Cl).

CornacHo napyroMy BapHWaHTy peald3allid B YaCTHOCTH TMPEJIOKEHbl COEAMHEHUS

dopmynsr (1), B koTopex R* npencrasnser co6oii F.

CornacHo napyroMy BapHWaHTy pealvd3allid B YaCTHOCTH TMPEJIOKEHbl COEAMHEHUS

dopmynsi (IT), B koTopeix R npencrasnser coboii F, u ‘p’ pasho 1.

CormacHo fApyroMy BapuUaHTy pealu3allil B YaCTHOCTH MPEIUIOKEHBbI COEIUHEHHS
dopmynsi (II), B koTopbix omus u3 R? u R® npencrasnser coboii BOIOPON, U APYTOii MPeACTABIAET

coboit Bogopox mu Ci.g aiKui (HampuMep, MEeTHI).

14
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CornacHo napyromMy BapHWaHTy peau3alud B YACTHOCTH MPEMJIOKEHbI COCTUHEHUS
dopmymsi (I1), B koTopsIx oaua 3 R? 1 R® npencrasnser coboif BOXOpo, U APyroii IPeacTaBiser

co00# BOAOPO MJTH METHIL.

CornacHo napyroMy BapHaHTy pealu3allid B YaCTHOCTH TMPEJIOKEHbl COEAMHEHUs

dopmynsi (IT), B koTopbix R? u R® npencrasastoT coboii BOAOPO.

CormacHo fApyroMy BapuUaHTy peaju3aldl B YaCTHOCTU MPEUIOKEHBI COENUHEHHS
dopmyns (IT), B koTopex R? npeacrasnser coboii Bonopox, u R® npencrasnser coboii Ci-s amkun

(HarpuMep, METHI).

CornacHo ApyroMy BapHaHTy pealu3allid B YacCTHOCTH MPEJIOKEHbl COEANHEHUs

dopmynsr (IT), B koTopex R?* npeacrasiser coboit Bonopox, u R® npeacrasser coboit MeTu.

CornacHo JApyromMy BapuaHTy peaju3alld B YaCTHOCTU MPEIJIOKEHbI COESTMHEHUsI
dopmysi (IT), B koTopsix R! mpencrasmser coboit MeTir, R? mpencrasnser coboii Bonopon, u R®

npenacTasisieT coO00i BOMOPOA.

CormacHo JApyromy BapuaHTy peaju3allid B YaCTHOCTU MPEIJIOKEHbI COETMHEHUS
1 ) . Ra O
dopmyasl (II), B koTopeix R npeacrasisier coboii metokcu; R? nmpencrasnsier coboit Bomopon, u

R® npegncrasnsier co6oit BOXOPO.

CornacHo HOpyromMy BapHWaHTy pead3allud B YAaCTHOCTH TMPEIJIOKEHbI COETUHEHUS
1 s . Ra »
dbopmysl (II), B koTopeix R npencrasnsier codoit ruapokcut;, R? mpencrasisier codoit Bogopon,

u R® npencrasmster co6oit MeTHIL.

CornacHo napyroMy BapHWaHTy peald3allid B YaCTHOCTH MPEIOKEHbI COEAMHEHUS

y y

Sot Ny
OO, (T
bopmymi (1), B koroperx  Rom TpencTaBIser Ccoboi A =

yi© ‘ y” ‘ v ‘ " .
NPZ N/ | N I/N

% N\@/X‘\
N=— )

WJIN
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CornacHo napyroMy BapHWaHTy pealu3allid B YaCTHOCTH TMPEJIOKEHbl COEAMHEHUS

¢dopmynsr (II), B KOTOpBIX (Rz)n—@_§ npeacraBisier coboi ¢enmn, 2-xnopdenun, 3-
xaopdenmn, 4-xaopdenmn, 4-unanodpennn, 2,4-muxnopdenu, 2-xyop-4-propdenun, 4-xaop-2-
dropdennn, 2,4-nmudprtopdpennn, 3,4-mudprtopdenwn, 24-mumermndenHwn, 2-3TundeHus, 2-
dropdenun, 4-propdpennn, 2-prop-4-merundennn, 4-prop-2-metundenu, 4-meTokcupeHu, 4-
(Tpudropmermn)pernn,  O-TOMYyWJ,  H-TONYWJ, 4-auerwinnunepasus-l-ui, — 4-aneTwi-2-
METUJIHINEpa3uH- 1 -m, 4-(1ukinonponankapOoHw)nunepasud-1-un, 4,4-npudropnunepuans-1-
w1, 4->Tunnunepasus-1-nn, 4-merunnunepasus-1-mn, 4-(2-merokcusTwin)nunepasuH-1-mn, 1-
MeTUI-6-0KCco-1,6-auruaponupuaud-3-ui, 4-(okceraH-3-mi)nunepasus-1-mi, mopdoauH-4-ui,
(25,6R)-2,6-mumerunmoppoauH-4-u, I-metun-1H-nupason-4-un,  nUpUANH-4-UI WU

MUPUMUIUH-5-UJT.

CornacHo JApPyroMy BapuUaHTy peau3alii B YaCTHOCTH MPEJIOKEHbI COEIUHEHHUSI

dopmye (II), B koTopbIx ‘n’ pasen 0, 1 wm 2.

CornacHo JApyroMy BapuUaHTy pealu3allil B YaCTHOCTH MPEJIOKEHbI COETUHEHHSI

¢dopmyet (II), B koTopbIx ‘m’ paBHO O wm 1.

CornacHo napyromy BapHaHTy pealu3aldd B YaCTHOCTH IMPENJIOKEHbl COETUHEHUS

dopmyasl (II), B koTopeix ‘p’ paBeH O wiu 1.

CornacHo napyroMy BapHWaHTy pealvd3allid B YaCTHOCTH TMPEIIOKEHbl COEAMHEHUS

¢dopmyasl (II), B KOTOpPBIX

y 3 y y
N \ X N \ x* | \ x* | \ X“
L ! P
KOJBLO A MHpeacTaBuseT coboii k/ , 7 , 7 , N ,
y© " -
\ N 3 i~
\ x* ° x* /y . g
| /N = X N

N N

7 , X , —N wm N= ;

konbllo B mpexncrasnsier coboit denmn, 6-0kco-1,6-TurnaponupuanHNI, TUISPUIHHII,

MUTNEePA3SHHII, MOP(OIUHWIT, TUPA3OJIIIL, TUPUAUHIIT WIH MTAPUMUIAHIUIL,
R! npencrasnser coboil THAPOKCHI, METU UM METOKCH,

R? mpencrasnser coboit 1mmano, F, Cl, MeTun, STHUN, METOKCH, METOKCHATHII
tpudTopmetit, C(O)merun, C(O)UMKIOMPONIIT WITH OKCETaH-3 -1,
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R® npencTasnser coboil MeTHI1, mpen-6y T Uin TPUGTOPMETHI,
R* npencrasnser coboii F;

R? mpencrasisier coOoit BOmopox;

R’ ipencrasnser co6oii BOMOPOI I METHIT,

‘n’ paBHo 0, 1 wnu 2;

‘m’ paBHo O wnu 1; u

‘p’ pasnHo O nnm 1.

CornacHo nApyroMy BapHaHTy peau3allid B YaCTHOCTH MPEJIOKEHbl COEANHEHUs

dopmysl (II), B kOTOpPBIX

y y y
Iy

(A YTy
! 3 i M/N | N|
R)m MpefcTaBer cofoi N ) 7 7

y e . .-

. | M y 3T
N O N \\ . .
Ny * 7 SN 7 SN N
| / / N\ ™
N N =N =N
/ > \ > > FSC NN )

" % npezacrasisier codoit penmn, 2-xnopdenun, 3-xnopdenun, 4-xmaopheHm,

“\e
-

4-tmanodpenmn, 2 4-nuxnopdenun,  2-xnop-4-propdenun,  4-xmop-2-propdenwn,  2.4-
madropdennn, 3,4-nudpropdenwn, 2,4-nuvermndenwun, 2-stundenwn, 2-propdenmn, 4-
bropdpernn,  2-¢prop-4-merundenmn,  4-prop-2-mermndenms,  4-merokcudenun, — 4-
(Tpudropmermn)peHnun,  O-TOJAYWI, H-TONYHJ, 4-aneTwianunepasus-l-wi, — 4-anerwn-2-
METUJIHIEPA3HH- | -1, 4-(1mKinonponankapOoHmw)nunepasud-1-un, 4,4-nudropnunepuans-1-
w1, 4->Tnnunepasus-1-nn, 4-merwinunepasus-1-mi, 4-(2-meroxkcusTwin)nunepasud-1-mn, 1-
MeTUII-6-0KCcO-1,6-quruaponupuauH-3-ui, 4-(okceraH-3-mi)nunepasus-1-mwi, mopdoarH-4-u,
(28,6R)-2,6-mumernnmopdoanH-4-u, I-metun-1H-nupazon-4-un, nNUPUAUH-4-UT WU

MUPUMHUINH-S5-WIT,
R! npencrasnser coboil THAPOKCHI, METU UM METOKCH,
R* npencrasnser coboii F;

R? mpencrassier coboit BOmopon;
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R® npesicTapisier cob0it BOXOPO/ UM METHI,
‘p’ paHo O unm 1.

CornacHo OgHOMY M3 BapUAHTOB PEAM3AIMH B YaCTHOCTH TMPEIJIOKEHBI COCOUHEHHS
dopmyibr (II), umeromue 3uauenune ICso meree 1000 HM, mpenmoututenbHo MeHee S00 HM,

5 6onee npennourureabHo MeHee 100 HM B oTHOmeHUU akTuBHOCTH RORYt.

B u3o0perennn Taxke npenioxeHo coequnenne gopmyiner (I1I), kotopoe npencrasnser

co0oii BapuaHT peanu3aimu coequaenus: popmynsl (I).

CooTBeTCTBEHHO, B M300peTeHNH NpeioskeHo coeanHenue Gopmyer (111)

(Rn @

X
y A\ H
R X N N
| F
N'k: <\§4> Ay
N R
10 (1)

WK €r0 TayTOMED, CTEpeon3oMep Min (papMalieBTUYECKU TIpHeMiIeMast COJib,
e
kosb1io B BeIOpano u3 Cs. mukinoankuia, Ce.14 apuina, 3-15-4J€HHOrO reTepOoLUKINiIa 1
5-14-unenHoro rerepoapuia,
15 X Bbibpan u3 -O-, -NR*!- u —NO_O— ;
R! BuiGpan u3 rugpokcuna, Ci-s ankuna u C1.3 aTKOKCH,

B KaXI0M cliyuae R? He3aBUCHMO BLIOpaH M3 LIHAHO, rajoreHa, rugpokcuia, Ci.g ankuna,
Ci.s ankoxkcy, Ci-g ankokcu-Ci.g ankuna, ramoren-Ci.g ankunia, rajoren-Ci.g aiKOKCH, THAPOKCH-
Cis ankuna, C(O)Cig ankuna, Cs.s mukmoankuna, C(O)Css nukimoankuna u 3-15-4neHHOrO

20  TEeTepPOLUMKIINYECKOIrO KOJIbIIA,

B Kax10oM ciyuae R* HesaBucumo BuiOpan u3 ranorena, muano, Ci-g ankuna; ranored-Ci.s

ankuja u Cs.g NUKJIOAJIKHJIA,
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kaxapiii 13 R? u R®, KoTOpbie MOTYT GbITh OMMHAKOBBIMU MU Pa3IHYHBIME, HE3aBUCHMO

BbIOpaH U3 Bogopozaa u Ci.g ankuia;

kaxplid 3 R* u RY, koTopbie MOTYT OBITH OMTHAKOBBIMH HJIH PA3JIMUHBIMU, HE3ABHCUMO
BeIOpaH n3 Bopopoaa, Cig ankmna u rugpokcu-Ci.g ankmna;, nm R* 1 RY coBmecTHO ¢ atomom

yIepoaa, K KOTOpOMY OHH MPUCOEIUHEHBI, 00Pa3yIOT 3-0-ujieHHOE IIUKJIOATKUIIBHOE KOJBIIO;
R*! Bri6pan u3 Bonopona unu Ci-g ankuna;
‘n’ paBuo 0, 1, 2 uin 3;
‘p’ paBuo 0, 1 unu 2; u
‘t” paBuo 0, 1, 2 wnu 3.

Coenunenust popmyJst (III) MOryT BKIFOYATH OOUH WM OOJiee BAPHAHTOB pPeaTU3aLHH.
Crnenyer noHUMATh, YTO MPUBEIEHHBIE HIDKE BAPUAHTHI peaIN3alii HIUTIOCTPUPYIOT HACTOsIIEe
u300peTeHne M He OrpaHNM4YuBaOT (opMysny H300peTeHHss KOHKPETHBIMH MPEeIOKEHHBIMH
BapUaHTaMHU peanu3auuu. Takxe cieayeT MOHUMATh, YTO BAPUAHTHI peaTU3aliy, ONpe/eIeHHbIe
B HACTOAIIEM ONWCAHWH, MOXKHO TIPHMEHSTh HE3aBUCHMO MWJHM COBMECTHO C JIFOOBIM
OmpeneNeHueM, JOObIM APYTHM BapHAHTOM peajM3allM, OIpPENeNIeHHbIM B HACTOSIIEM
omucanuu. Takum o00pa3oMm, B H300peTEeHHE BKJIIOYEHbI BCE BO3MOJKHbIE KOMOHWHAIIMH U
NIEPECTAHOBKU PA3JIMYHBIX ONUCAHHBIX HE3aBUCHMO BAapUAHTOB peanu3auuu. Hanpumep, B
u3o0pereHun mpemiokenbl coenuHenuss ¢opmyasl (III), kak ompeneneHo Bbime, rae X
npencrassier coboii O (COracHo OHOMY U3 BAPUAHTOB PeaIU3alliH, ONpeieIeHHbIX Hike), R!
npeAcTaBisieT COOOW THAPOKCHJI WM MeTWUd (COrNIaCHO JPYroMy BapHaHTy peau3aLui,
onpeneneHHOMY Hike), 1 ‘n’ paBHO O, 1 mau 2 (COTNacHO ele OOHOMY BapHAHTY peasu3ailuy,

OTpeesICHHOMY HIKE).

CornacHO OZHOMY M3 BAapHAHTOB PEANH3ALMU B YACTHOCTH IPEIJIOKEHBI COCIMHEHUS
¢dopmynsr (III), B koropeix kodbno B mpencraenser coboit Csi.s LMKIOATIKWI (HAMPUMED,
muksorekcun), Ce.4 apun (Hampumep, ¢enwn), 3-15-ujeHHbIH TeTepOUMKINIT (HAMPUMED,

MUMEPA3HHIIT) WK S-14-4JeHHBIN reTepoap (HarpuMep, U30KCa30JIHIT HITH THAZOJIN).

CornacHo napyromMy BapHWaHTy peau3alud B YACTHOCTH MPEIJIOKEHbI COCTUHEHUS
dopmysl (III), B KOTOpBIX KONBLO B mpencrasisier co0oi MUKIOTEKCHIT, (PEHIT, MUITePa3uHII,

HU30KCa30JINJI WU THA3O0JIMII.

CornacHo napyroMy BapHaHTy pealu3allid B YaCTHOCTH TMPEJIOKEHbl COEAMHEHUS

dopmysl (1), B koTopsix X npexacrasisier codoit O.
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CornacHo napyromMy BapHWaHTy peau3alUd B YACTHOCTH MPEIJIOKEHBI COCTUHEHUS
dopmynst (III), B koTopbix X mpencTtasiser coboit NRX. B yka3zaHHOM BapHaHTe peanu3aiuu

NR*! npencrapnser coboii BOTOPOA UM METHIL.
CornacHo JApyromMy BapuaHTy peaju3allid B YaCTHOCTU MPEIJIOKEHbI COSTUHEHUsI
y -N>—o-
dopmyasl (1), B koTopsix X npeacrasiser codoit -O-, -NH-, -N(CH3)- um .

CornmacHo aApyroMy BapHaHTy peaju3alid B YaCTHOCTH IMPEIUIOKEHBl COENUHEHHS
dopmyasl (II), B koTopbix R* npencrasisier coboit Bogopox; RY npencrasnser codoit Bomopoxn;, u

t paseH | wm 2.

CorymacHO JApyromMy BapHaHTy peali3allid B YAaCTHOCTH MPEIJIOKEHbl COETUHEHUS
dopmyasi (IIT), B koTopsix R* npencrasisier coboii Bogopox; RY npeacrasisier coboi MeTHIT Ui
runpokcumett, uiu R* u RY coBMecTHO ¢ aTOMOM yriiepona, K KOTOPOMY OHU MPUCOEIUHEHDI,

00pa3yIOT LUKJIONPONUIBHOE KOJIBLIO, U ‘t” paBHO 1.

CornacHo napyromMy BapHaHTy pealu3aldd B YaCTHOCTH IMPEIJIOKEHBbl COCTUHEHUS
*z

RX

%

y z
R X " y /J iz
y \N/ zZ 'y o

WA\ K

bopmyunl (I11), B KOTOPBIX Y npencrasisier coOoi

J‘ z /[ z W z if z z
it z ey, ~ “yy /L ~ & it J "
HN i N 1y HN N le) "I[/ fo)
LN L L | L
H y
5 5 5

-
-

e
*
-
“
*
/
o
\__
N
el
*
/
o
: N
-

| |
* y*

2 2 2 2 2 2

II€ V U Z MPENCTaBJISIOT COOOH MECTO

2

NMPpUCOCAUHECHUSA.

CornacHo JapyromMy BapHWaHTy peau3alud B YAaCTHOCTH TMPEIJIOKEHBI COETUHEHUS
1 .
dopmynbr (III), B kotopeix R' mpencrasisier coboii ruapokcun wim Cig ankui (Hampumep,

METHLT).

CornacHo napyroMy BapHaHTy pealv3allid B YaCTHOCTH TMPEJIOKEHbl COEAMHEHUS

dopmynsi (III), B kotopsix R! npencrasaser coboii rTHAPOKCUN UM METHUIL.
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CormacHo fApyroMy BapuUaHTy peaNu3all B YaCTHOCTH MPEIUIOKEHBl COENUHEHHS
dopmyner (IIT), B kKoTOpbIX Kaxkabii R? mpencrasnsier coboii ranoren (nanpumep, F umu Cl), Ci-s

ankui (Harpumep, Metui) Wik Cs.¢ MUKIOANKNNT (HAIPUMep, IUKJIOPOIIIL).

CornacHo napyroMy BapHaHTy pealu3allid B YaCTHOCTH TMPEJIOKEHbl COEAMHEHUs

dopmyasi (III), B koTopsIx kKaxablii R? npencrapnser coboii F, Cl, MeTui uiy HUKIOMPOIIIIL

CornmacHo napyromMy BapHWaHTy peau3allid B YAaCTHOCTH MPEIJIOKEHBbI COCTUHEHUS
dopmynst (IIT), B koTopbIX Kaxaeii R? npencrasuser coboit F, Cl, MeTHI Uiy HUKIONPONU, U

‘n’ pasHo | nmm 2.

CornacHo nApyroMy BapHaHTy pealu3allid B YacCTHOCTH TMPEJIOKEHbl COEANHEHUs

dopmyasi (III), B kotopeix R* npencrasnser coboii ranoren (nanpumep, F umu Cl).

CornacHo JApyroMy BapuUaHTy pealu3alii B YaCTHOCTH MPEJIOKEHbl COEIUHEHHUS

dopmyns (IIT), B koTopsix R* npencrasnser coboii F.

CornacHo JApyroMy BapUaHTy pealu3alil B YaCTHOCTH MPEIOKEHbI COEIUHEHHS

dopmyns (IIT), B koTopbix R* npencrasnser coboit F, u ‘p’ pasHo 1.

CornacHo fApyroMy BapUaHTy peaju3alid B YaCTHOCTU MPEJIOKEHBl COEIUHEHHUs
a b 3 s
dopmyasl (I1I), B koTopsix ogun U3 R? u R° mpencrasinsier codoit BOmopoa, v Ipyroii npeacTasiser

coboit Bogopoxa wiu Ci.g ajakui (Hampumep, METH).

CornacHo nApyroMy BapUaHTy peau3alil B YaCTHOCTH MPEUIOKEHbI COEIUHEHHSI
a b 2 )
dopmyasl (I11), B koTopsix ogun U3 R* u R® mpencrasnsier codoit BOmopoa, v [pyroi npeacTapisier

€000 BOIOPO UM METHIL.

CornacHo napyroMy BapHWaHTy pealu3allid B YaCTHOCTH MPEIIOKEHbl COEAMHEHUS

dopmyns (III), B koTopsix R? u R® npencrasnstor coboii Bomopox.

CormacHo fApyroMy BapuUaHTy pealu3alil B YaCTHOCTH MPEIUIOKEHBI COEIUHEHHS
dopmyns (I1T), B koTopsix R? mpencrasnser coboii Bomopon, u R® npencrasnser co6oit Ci-g ankut

(HarmpuMep, METHI).

CornacHo napyroMy BapHaHTy pealu3allid B YaCTHOCTH TMPEJIOKEHbl COEAMHEHUS

dopmymsr (II1), B koTopeix R? npencrasnser coboit Bonopon, u RP mpencrasnser co6oii MeTH.

CornacHo napyromMy BapHWaHTy peau3alud B YACTHOCTH MPEIJIOKEHbI COCTUHEHUS
dopmynst (IIT), B koTopeix R! mpeacrasnser coboii metun; R? npencrasiser coboii BOXOPOH, U

R® npescrasnsier coboit BOROPO.
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CornacHo napyromMy BapHWaHTy peau3alUd B YACTHOCTH MPEIJIOKEHBI COCTUHEHUS
dopmys (IIT), B koTopsix R! npencrasnser coboit Metokcu; R? nmpencrapiser coboii BOROpo, U

R® npesncrasnster coboit BOROPO.

CornacHo fApyroMy BapuUaHTy pPEaTU3alH B YaCTHOCTH MPEIUIOKEHBl COENUHEHHS
dopmynsr (IT), B koTopbix R! npencrasnser coboii ruapokcun; R? npencrapiser coboii Bogopon,

u R® npesicraBsier co6oit MeTuL.

CornacHo nApyroMy BapHaHTy pealu3allid B YacCTHOCTH TMPEJIOKEHbl COEANHEHUs

¢dopmynbr (III), B KOTOPBIX " % npencTaBisier coOON HUKIOreKCw, (GeHmwr, 2-
xaopdenmn, 3-xnopdenn, 4-xaopdenmn, 2-uuxnonponmwidenun, 2-xnop-4-propdenmn, 2-xa0p-
4-metundenun, 2,4-mumernndennn, 4-gprop-2-mMetrndeHu, 3,5-TMMeTUIN30KCa301-4-1I1 Ui 4-

METHUJITUA30JI-5-HJI.

CornacHo JApyroMy BapUaHTy peau3aliil B YaCTHOCTH MPEIOKEHbl COEIUHEHHUSI

¢dopmyer (1), B koTOpBIX ‘n’ paseH 0, 1 nmm 2.

CornacHo JApyroMy BapUaHTy pealu3alil B YaCTHOCTH MPEJIOKEHbI COEIUHEHHS

dopmy.sl (II1), B KOTOpBIX

KoNbil0 B mpencraBisier coOOM UKIOTeKCHI, (DEHMII, MUTMEPA3HHII, H30KCA30JIHIT HIIH
THA30JIUJ,

X npencrasisier coboii -0O-, -NH-, -N(CH3)- wu —NO‘O— .

R! npencrasnser coboii THAPOKCHI, METUI UM METOKCH,

R? npencrasnser coboii F, Cl, MeTHI Ui UKIONPOIIIL,

R* nmpencrasnser coboii F;

R? npencraBnser coboit Bonopox; R® npencrasmnser coboii BOXOPOI MM METHIT;

R* mpencrasisier coboit Bomopon;, RY mpencraensier coboii BOOOpON, METHJT WU

ruapokcuMeTus, uim R* u RY, B3siTeIe BMecTe, 00pa3yroT LHUKIIOMPONIIIBHOE KOJIBIIO;
‘n’ paBuo 0, 1 wnu 2;
‘p’ paBHO O unu 1; u
‘t’ paBHo O, 1 nmm 2.
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CornacHo napyroMy BapHWaHTy pealu3allid B YaCTHOCTH TMPEJIOKEHbl COEAMHEHUS

dopmysl (I11), B KOTOPBIX

wCe) v
% HpenCTaBIsieT co0o HuKIorekcw, penun, 2-xaopdenun, 3-xaopherun, 4-
xynoppenmn, 2-umknonponwidenun, 2-xnop-4-¢propdenun, 2-xnop-4-merundenun, 2.4-

5  nmumerundenun, 4-¢prop-2-metundeHn, 3,5-IMMEeTHIN30KCA30I-4- 1T WIN 4-MEeTUIITHA30JI-5- 1T,
*Z

" Z
R’ X * J z [z
y \N/*Z y*\N . N
| | Y SN Y SN

My mpencrasisier  coOoi s

A, J g
HN “a J\ /L J*Z /L oJ "y o/l‘\ 0
y ¥y~ ¥ ™ ~o y !<

|
o) * y

2 2 2 b 2 2 2 2 2

y NG * -
o , ¥ , i v , Y U Z IPENICTABIISIIOT COOON MECTO MPUCOSTUHEHHS,

R! npencrasnser coboii THAPOKCHI, METHI UM METOKCH,
10 R* npencrasnser coboii F;

R? npencrasisier coOoit BOgopon;

R® npencrasnser co6oii BOIOPOJ UM METHIT, U

‘p’ pasno O unm 1.

CornacHoO OZHOMY M3 BAapUAHTOB PEAM3AIMH B YaCTHOCTH MPEIJIONKEHBI COSIUHEHHS
15 dopmynsr (III), umeromue 3HaueHue ICso menee 1000 HM, mpennoututesnbHo MeHee S00 HM,

6onee npeanouturenbHo Meree 100 HM B otHOmeHnH akTuBHOCTH RORYt.

CoenuHeHHs COTIaCHO HACTOSIIEMY H300PETEHHIO BKIIFOYAIOT COSTUHEHHUS, TPUBEICHHbIC

B npumMepax 1-99. Crneayer moHUMATh, YTO CTPYKTYpHIL, orBevaromue ¢popmynam (1), (II) u (11D),
BKJIFOYAIOT BCE FEOMETPUIECKHUE H30MEPHI, CTEPEOU30MEPDI, SHAHTHOMEPHI U INACTEPEOMEPHI, V-

20 okcuzabl M (apMaleBTUYECKH TMPHEMIIEMbIE COJIH, KOTOPbIE MOTYT OBITh NPEAJIOKEHBl Ha

OCHOBAaHUHM XUMHYECKOU CTPYKTYPbI BUJOB, OTIMCAHHBIX B HACTOAIIEM I/1306peTeHI/II/I.
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B Hacrosmem wn300peTeHMH TakXKe NpemiokeHa (papmaneBTHUeCKas KOMIO3HIINS,
cozeprKalasi o MeHblIeH Mepe OHO COeANHEHNE, OMMCAHHOE B HACTOSIIEM H300pETeH!H, U 110
MEeHbIIeH Mepe OJHO (papMareBTUYECKH MPUEMIIEMOE BCIIOMOTATENIbHOE BEIECTBO (Takoe Kak
dapmanieBTHUECKH ~ TpUeMIIEMBbIH  HOcHUTenb Wi pasbasurens).  [IpenmouturenpHO
dapmarieBTHUECKasT KOMITO3ULMSI COAEPIKUT TEparneBTUIECKU 3(P(PEKTUBHOE KOJMYECTBO II0
MeHbIIEH Mepe ONHOTO COCAMHEHHs, ONMHMCAHHOTO B HactosmeM u3oOpereHnHn. CoennHEHUs,
OINHCAHHBIE B HACTOSIIIEM H300PETEHNH, MOTYT OBITh CBA3aHbI C (papMaLIeBTUYECKH TPUEMIIEMbIM
BCIIOMOTATENIbHBIM BEIECTBOM (TAaKUM KaK HOCUTEJb MM pa30aBUTEND), pa30aBIeHbl HOCUTEIEM
WM 3aKJIFOYEHBl BHYTPH HOCHUTENS, KOTOPBIH MOXKET UMETh (POpMy TaOJIETKH, KaICyJbl, Calle,

OyMa)KHOTO MaKeTa Wik JPyroro KOHTelHepa.

Coenunenns u (papManeBTUYECKHE KOMITO3ULMU COTJIACHO HACTOSIIEMY H300pETEeHHIO
NOAXOIAT AJist MHruOupoBanus akTuBHOCTH RORYyt. Takum o0pa3zom, B HaCTOsIIEM H300pETEHUN
JOMOJHUTENBHO NPeIoxkKeH criocod narnbuposanust RORyt y cyObekTa, Hy KIaromerocs B 3TOM,
IyTeM BBEACHUS CYOBEKTYy OAHOrO WM 0Oojee COeIMHEHUH, ONMHMCAHHBIX B HACTOSIIEM
n300peTeHn , B KOJIMYECTBE, KOTOpOe sBIsieTcs 3 (PeKTUBHBIM [Tl HHTHOUPOBAHUS YKA3aHHOTO

peuenTopa.

CoriacHO [OMOJHUTEILHOMY aCIEKTy HACTOsilee M300pETeHHe OTHOCUTCS K CIOco0y
JeueHusi 3a0OJIeBaHUS, HApPYIIEHWs WM COCTOsiHMs, Monynupyemoro RORyt, Takoro kak
ayTOMMMYHHOe 3a00JIeBaHNe, BOCTIAIUTEIbHOE 3a00JIeBaHNe, pECITUPATOPHOE 3a00ieBaHue, 00Jb
U pakK, BKJIIOYAIOIIEMY BBEOCHHE CYOBEKTY, HYKIAIOIIEMYCsl B OTOM, COEIUHEHHS COTJIACHO

moOOMy M3 BAPHAHTOB PEAIN3ALINH, OMMMCAHHBIX B HACTOSIIEM H300PETEHHH.

CornacHo Ipyromy acrekTy HacTosiiiee HW300peTeHHEe OTHOCHTCS K CIOco0y JieueHus
3a00ieBaHysl, HAPYIIEHUS WM COCTOsSHUS, Momynupyemoro RORyt, Takoro kak XpoHHYeCKast
obctpyktuBHast Oonesnp nerkux (XOBJI), acrma, kamenb, 0oNib, BOCHANUTENbHAST OO,
XpoHuueckasi 00Jib, ocTpasi 00Jb, APTPHUT, OCTEOAPTPHUT, PACCESIHHBINA CKJIEPO3, PEeBMATOUIHBIN
ApTPUT, KOJIUT, SI3BEHHBI KOJIUT U BOCHAJIUTEIbHAS 60.]'[63HI:> KHIICYHHKA, BKIIHOUAOIEMY
BBEIEHNE CYODBEKTY, HYXKIAIOIIEMyCsl B 3TOM, COEAMHEHHs COMJIAaCHO JIFOOOMY M3 BapuUaHTOB

pcann3an, ONMMMCAHHBIX B HACTOALLEM I/1306peTeHI/II/I.

HOAPOBHOE OINMCAHUE U30OBPETEHUSA

OnpenenexHus

Tepmunsb! "ranoren" wiu "ranoreH-" obosHavarT drop (pTop-), xaop (xyop-), bpom

(6pom-) wnm #ox (ion-).
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Tepmun "ankuna" OTHOCHUTCA K paauKaly C YrJIEBOAOPOAHOW LEMbIO, COAEpIKAIEeMy
UCKJIFOUMTENIbHO aTOMbl YIJIEPOAAa U BOJOPOZAA B OCTOBE, HE COJAEp KallleMy HEHACBILEHHBIX
YUYaCTKOB, COZEpIKalleMy OT OZHOTO O BOCBMH aToMoB yriepoaa (T.e. Ci.s ajKui), KOTOPBIH
NPUCOEIMHEH K OCTATKY MOJIEKYJIbI POCTOMN CBSI3BIO, BKJIFOYAs], HO HE OTPAHUYNBASICh UMH, TAKHE
IPYIIBl KaK METHJI, 3TWI, H-TpOomwi, l-meTwmTun (u3onponmi), H-OyTwuin, H-meHTwn u 1,1-
muMeTwdTIn (Tper-Oytui). Tepmun “Ci.g ankuir” OTHOCUTCS K aJIKWJIBHOM LIeNH, coaeprkaiien
ot 1 no 8 aromoB yrnepona. Tepmun “Ci.4 ankusl” OTHOCUTCS K aJKUJIBHOM LIETH, COAep Kalen
ot 1 1o 4 aromoB yraepona. Eciu He yka3zaHO Wiy He ONMHCAHO MHOE, BCE AJKWJIbHBIE TPYMIIbI,
OMUCAHHbIE WM 3asBJIEHHbIE B HACTOSILIEM OIMCAHUM, MOIYT OBITh JIMHEHHBIMH WJIH

Pa3BE€TBJICHHbIMHU.

Tepmun "ankokcu" 00O3HA4YaeT aNKUJIBHYIO TPYIIY, NPUCOSIUHEHHYIO 4epe3 aToM
KHCJIOPOZia K OCTaTKy MoJieKyJibl (Harpumep, Ci.g ankokcH). TUIOBBIMH MPUMEpPaMH YKa3aHHbIX
rpym siBsitoTest -OCH3 u -OC,2Hs. Ecniu He yka3aHO WJTH HE OMUCAHO HHOE, BCE alIKOKCUTPYTIIIHI,
ONMCAHHBIE WJM 3asBJIEHHbIE B HACTOSIIEM OIMCAHUHM, MOTYT OBbITh JIMHEHHBIMU WIIH

Pa3BETBJICHHBIMU.

Tepmun "ranoreHankuna" OTHOCUTCS MO MeHbIIEH Mepe K OJHOM rajJoreHoBOH rpymre
(BriOpannoi u3 F, Cl, Br unu 1), npucoennHeHHON K aJKUJIBHOW TPYIINE, TAKOW KaK ONMpeaeseHO
Boiwe (T.e. rajoreH-Ci.g ankwn). [IpruMeps! yka3aHHBIX TaJOr€HANKHIIbHBIX MPYII BKIKOYAKOT, HO
HE OTPAHMYHBAIOTCS UMH, TPUPTOPMETUIIBHYIO, TUPTOPMETUIBHYIO H (PTOPMETUIIBHYEO TPYIIIIBL
Tepmun “ranoren-Ci.g ankwi’ OTHOCUTCSI IO MEHbIIEH Mepe K OAHOHN TaJloTeHOBOW TpPYIIIE,
MIPUCOETMHEHHOM K aJIKUJIbHOW LienH, coaepskamiel ot 1 10 8 aromos yriepona. Eciu He ykazaHo
WM HE OMUCAHO MHOE, BCE TaJIOTCHAJKUIIbHBIE TPYIIIbI, OMMCAHHBIE B HACTOSIIIEM H300PETEHHH,

MOTyT OBITh JIMHEUHBIMUA WU Pa3BCTBIICHHBIMH.

TepMuH "ranoreHaskoOKCH" OTHOCUTCS K aJIKOKCUTPYIIIE, 3aMEIIEHHOW OJTHUM WU OoJiee
aTOMaMU TajioreHoB (T.e. rajoreH-Ci.g amkokcu). [IpuMeps! "rajoreHanKoKCH" BKITFOYAKOT, HO HE
OrPaHUYMBAIOTCS MU, PTOPMETOKCH, Au(pTOopMeTOKCH, TprdTOpMETOKCH, 2,2,2-TPUPTOPITOKCH,
NeHTa(TOPITOKCH, MEHTAXJIOPITOKCH, XJIOPMETOKCH, TUXJIOPMETOKCH, TPUXJIOPMETOKCH MU |-
OopomaTokcu. Eciu He yka3aHO W HE ONTMCAHO WHOE, BCE TAJION€HAIKOKCUTPYTIIIbI, OMTMCAHHBIE B

HaCTOAIIEM I/1306peTeHI/II/I, MOTYyT OBITb JIMHEHHBIMU WA Pa3BETBJIICHHBIMMU.

Tepmun “ruppoxcu-Cig ankunm’ oTHocuTcs k Cig aJKWUIBHON Tpymne, Takol Kak
OIpENeNIEHO BbILIE, I7I€ OT OAHOIO A0 TPEX aTOMOB BOAOPOAA MPH PA3JINYHBIX aTOMaX yriepona
3aMEHeHbl Ha THIPOKCWIbHbIE rpynmsl (T.e. ruapokcu-Ciy anmkui). IIpumepst rugpokcu-Cisg

ANKUIIBbHBIX (PParMeHTOB BKJIIOYAIOT, HO HE orpannunBatotcst nmu, -CH,OH u -C2H4OH.
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Tepmun “Cigsankokcu-Cig ankun’ oTtHocuTcss K Cig alKWIbHOI Ipymnme, Takod Kak
OIIPEEJIEHO BBIIIE, TI€ OT OAHOTrO J0 TPEX aTOMOB BOAOPOAA MPH PA3IUYHBIX aTOMAaxX yIiaepoaa
3aMEHeHbl Ha aJIKOKCHIPYIIIbI, Kak onpexneneHo Boime. [Ipumepsr Ci.g ankokcn-Ci.g aIKHUIBHBIX

(¢bparMeHTOB BKJIIOYAIOT, HO He orpanmuuBatotcs umu, -CH,OCH;3 u -C2H4OCH3;.

Tepmun "tmknoankwin" o003HAYAET HEAPOMATUYECKYIO MOHO- WM TMOJHLUKINYECKYIO
CUCTEMY KOJIell, COZepKallyo ot 3 10 npuMepHo 12 atomoB yriepoaa (T.e. Cs.12 UUKIOATKIN).
IIpumepbl MOHOLMKINYECKHX MHKJIOAJKWIOB BKJIIOYAIOT, HO HE OrPaHUYMBAIOTCS UMH,
LUKJIOTIPOITUJI, IUKJIOOYTHJI, LUKJOMEHTUI M LUKIOTeKCHI. [IpuMepbl MNOJUIUKINYECKIX
LUKJIOAJKUJIBHBIX TPYII BKJIIOYAIOT, HO HE OrPAHUYUBAIOTCS UMH, NEPrUIPOHA(THIIBLHBIE,
alaMaHTUJIbHbIE U HOPOOPHUJIbHBIC TPYIIbl, MOCTHKOBBIC LHMKJIMYECKHUE TPYIIbl WU
CUPOOUIUKIINYECKHEe TPYMIbl, Hanpumep, crupo(4,4)non-2-mwi. Tepmun “Css LUKIOATKIIT
OTHOCHUTCSI K LIUKJIMYECKOMY KOJIbLLY, coziepkaiiemMy oT 3 1o 6 aromos yriepoza. [Ipumepsr “Cs.6
LUKJIOANIKUIOB” BKJIOYAIOT, HO HE OrPAHUYHMBAIOTCS WMH, LHMKJIOMPONUI, LUKIOOYTHII,

IUKJIOIICHTHJI UJIH IUKJIOTCKCHII.

TepMuH "UMKJIOANKWIATIKUI"' OTHOCUTCS K paauKaly, COAep KalleMy IHKIMYecKOoe
KOJIBLIO, COZleprKalieMy OT 3 10 MPUMEPHO 6 aTOMOB yIJIepOsa, HAMPSIMYIO IPUCOEAUHEHHOMY K
ankuibHOW rpynmne (Hanpumep, Cs.s mukinoankuia-Ci.g ankui). LMKIoanKunaiKuibHas rpymnmna
MOKeT ObITh NMPUCOETUHEHAa K OCHOBHOM CTPYKType 4epe3 Jiro0oi aToM yriepona B aJKHJIbHOU
rpymmne ¢ obOpa3oBaHHeM CTaOWJIBHOHM CTPYKTypbl. HeorpaHuuuBaromme MmpuMepbl YKa3aHHBIX

rpyImm BKJIKOYaT HQUKJIOMPOIMUIMETHII, L[I/IK.HO6yTI/I.HBTI/IJ'I N UKJIONICHTUJIOTHII.

Tepmun "apun" OTHOCUTCS K apOMaTUYECKOMY paauKaiy, comuepxaiiemy oT 6 no 14
atomoB yriepona (T.e. Kk Ces.14 apuiy), BKJIIOYAsS MOHOLMKJIMYECKUE, OWULMKJIMYECKUE U
TPULMKJIMYECKHE apOMATHYECKHE CHCTEeMbI, Takue kKak (enus, HadTwi, TeTparuapoHadTH,

WHAAHU U Ou(eHuI.

TepMuH "reTepoLUKINYECKOE KONBLO" WIH "TeTepoLMKIMI", €Cl He yKa3aHO HHOE,
OTHOCHTCSI K PaiuKaJly B BU/I€ HE3AMELICHHOTO HEapOMaTHIeCKOro 3-15-uneHHoro kojibna (T.€. K
3-15-uneHHOMY Te€TePOLMKIIITY ) KOTOPBIH COCTOUT M3 aTOMOB YIJIEPOJa U COAEPIKUT OT OJHOTO
IO MATH FeTepOaTOMOB, BBIOPAHHBIX U3 a30Ta, hochopa, KUCIOPOAa U cephl. | eTepornKiInIecKuii
KOJIBLIEBOHM PaUKal MOKET IMPENCTaBJIATH COOOH MOHO-, OW- WM TPHLUKIUYECKYIO CHCTEMY
KOJIEL], KOTOPasi MOJKET BKJIFOUaTh KOHACHCUPOBAHHBIE, MOCTHKOBBIE FJTH CITHPO-CUCTEMBI KOJIELL,
U aToMbl a30Ta, ocdopa, yriepona, KUCIOPOAA HIH CePbl B FeTEPOLUKINYECKOM KOJIBbIIEBOM
pamukaie MOryT ObITh HEOOS3aTeNbHO OKHCIEHBI 10 PA3IMYHBbIX CTerneHell okucieHus. Kpome

TOTr0, aTOM a30Ta MOXKET ObITh HEOOSI3aTEJILHO YETBEPTUYIHBIM, TAKXKE, €CJIM B OINPCACIICHUU
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OTCYTCTBYIOT HWHBIE OTPAHUYEHHs, TE€TEPOLMKINYECKOE KOJIBLO WM TeTEPOLUKIII MOTYT
HeoOs3aTeIbHO CONep:KaTh ONHYy Wiu Oosiee oJiepUHOBBIX cBsized. [Ipumepsl yka3aHHBIX
reTePOLMKINYECKUX KOJIBLIEBBIX PAIUKAJIOB BKJIFOYAIOT, HO HE OTPAHUYUBAIOTCS UMH, A3€TTMHMIIL,
a3eTUAMHIII, OEH30IUOKCOINI, OEH30IMOKCAHIIT, XPOMAHWJI, TUOKCOJIAHWII, TUOKCahoChOoIaHmI,
JeKaruapoOru30X UHOJHIL, WHIAHUII, WHIIOJIMHUII, W30UHIOJIMHIII, HM30XPOMaHUII,
W30THA3OJUANHII, HW30KCA3OJUIUHIWI, MOPQOIUHIII, OKCA30JMHUJ, OKCA3OJUAMHHI, 2-
OKCONMUMNEPAZUHWI, 2-OKCOMUNEPUANHUI, 2-OKCONMUPPOIUANHII, 2-OKCOa3enuHui, 6-okco-1,6-
OUTHIPONUPUIUH-3-WJI, OKCArWAPOUHIONWUI, OKTaruJApOU30MHAONIWI, MEePrUApOa3eIHII,
MUNEePASHHII, 4-MUMTEPUIOHIIL, TUPPOTUIAUHII, MHIePUANHILII, (EHOTHA3UHII, (PEHOKCA3MHI,
XUHYKJIUAUHIWI,  TETPAruAPOU3OXHHONIII, TETParuapoPypusi Wi  TeTparuapodypaHu,
TETParuIpONUpPaHUIL, THA30JIUHMUI, THA3OJUIUHNIL, THaMOP(OTIHII,
THaMOPQOMMHUICYTBPOKCHA U  TUAMOPGONUHUICYIb(YOH. [ eTepOLMKINYECKH KOJBbLEBOIM
pamuKaj MOKET ObITh MPUCOEANHEH K OCHOBHOM CTPYKTYype uepes OO0 reTepoaToM HITd aToMa
yriepoaa ¢ o0pa3oBaHUEM CTaOMIIBHOM CTPYKTYpbl. ECiiu He yka3aHO WU HE OMKMCAHO UHOE, BCE
reTePOLMKIINIbHBIE TPYTIIbI, OMUCAHHBIC UJIH 3asIBJIEHHBIE B HACTOSIIEM OTIMCAHUM, MOTYT OBITh

3aMCIICHHBIMU HJIN HE3aMCIICHHBIMU.

Tepmun "rerepoapun", eciu KOHKPETHO HE yKa3aHO MHOE, OTHOCUTCS K S5-14-uneHHOMY
apOMaTHYECKOMY T'eTePOLIMKIMYECKOMY KOJIBIEBOMY paJHKaiy, COIepKalemMy OfauH win Oonee
reTepoaToMoB, He3aBUCUMO BbIOpaHHBIX U3 N, O wiu S (T.e. K 5-14-4JIleHHOMY TeTepoapuiy).
I'eTepoapunbHas rpyIina MOXKET MPEACTABIISATh COOONW MOHO-, OU- WJIH TPULIMKJIUYECKYIO CUCTEMY
koJjien. ['eTepoapuiibHbBIN KOJNBLEBOH paguKal MOXKET ObITh MPUCOESANHEH K OCHOBHOU CTPYKTYype
yepe3 00O TeTepoaToM WM aroMma yriiepoaa ¢ 0Opa3oBaHHUEM CTaOWJIBHOH CTPYKTYPBI.
IMpumepbl yKa3aHHBIX TeTEPOAPHIIBHBIX  KOJBIEBBIX PAAUKAJIOB  BKIKOYAKOT, HO HE
OTPaHUYMBAIOTCS MMM, OKCA30JIHII, NU30KCA30JIIII, UMUAA30IUI, QYpuIi, WHIOIUI, U30UHIOIIII,
TTUPPOITUJI, TPUAZOJIIL, TPUAZUHUIL, TETPA3OJIUJ, THSHII, OKCATUA30JINJI, THA3OJIUJI, H30THA3OJIHII,
OUPUIWT,  NHPUMUAAUHWI,  NUPA3UHWI,  NHPUAA3UHWI,  nupasomwi,  OeH3odypaHm,
OeH30THA30/IIII, OEH30KCA30IUII, OEH3UMUAA30JMI, OEH30THEHIT, OEH30MUPAHWII, KapOa3oJIu,
XUHOJIMHWI, W30XUHOJHUHII, XWHA30JMHWI, LWHHOJIHHUJ, HAQTUPUIUHWI, NTEPUIAHUI,
MYPUHWI, XUHOKCAJMHWI, XWHOJWJ, W30XUHOJWJI, THAIUA30JUJ, WHAOIU3UHWI, aKPUIUHWI,

beHasnHII 1 PTaNA3UHIIL

Tepmun "dapmaneprudyeckn mnpuemieMas COJb"' BKIFOYAET COJH, MOJYYEHHbIE U3
(dapMareBTHYECKH TMPHEMJIEMbIX OCHOBAHWH WJIM KHCIOT, BKJIOYAs HEOPTaHWYECKHE WU
OpraHUYecKHe OCHOBAHUsI U HEOPraHU4eCKHe UM OpraHuYecKue KUcaoTel. [IpumMeps! ykasaHHBIX

CoJiel BKITIOUAIOT, HO HE OTPaHMYMBAIOTCS UMM, alleTaT, OeH30JCyIb(poHaT, OeH30aT, OnkapOoHaT,
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oucynbdar, duraprpar, Oopar, OpoMua, kKam3miar, kapOOHAT, XJIOPUA, KIABYyJaHAT, LIUTPAT,
OUTHIPOXJIOPHI, SAETAT, SAU3UIIAT, SCTOJAT, H3UaT, pymapar, MIFOLEeNnTaT, IIIOKOHAT, [yTaMarT,
IJIMKONMIAPCAHUIAT,  TeKCHJIPE3OpLUHAT, TuApadaMuH, TUAPOOPOMHI,  THAPOXJIOPHI,
ruApoKCcuHA(TOAT, HOMUA, U30THOHAT, JIAKTAT, JAKTOOHOHAT, JlaypaT, MajaT, MajeaT, MaHIeNaT,
Me3HJIaT, MeTHJIOPOMHUI, METUITHUTPAT, METUICYIb(AaT, MyKaT, Hap3uIaT, HUTPAT, AMMOHHUIHYIO
COJIb N-METHIITIIFOKAMIHA, OJIeaT, OKcasiaT, mamoat (3MOOHAT), MajJbMUTAT, MAHTOTEHAT, (ocdar,
nudocdar, monUransakTypoHaT, CAMLMJIAT, CTeapat, Cysibdar, cydaneraT, CyYKLHMHAT, TaHHAT,
TapTpaT, TEOKJaT, TO3WIAT, TpUITHOAWMA U Bajepar. Ilpumepsl coneld, MNOIY4YEHHBIX U3
HEOPraHWYECKHX OCHOBAHHI, BKJIOYAIOT, HO HE OrPAHUYMBAIOTCS HMH, COJH AJFOMHHUS,
aMMOHMSI, KanbIwst, Menu, sxenesa (III), sxenesa (II), nutwst, marnus, mapranna (III), mapranma

(II), xanus, HaTPUA U LIMHKA.

Tepmun "neuenue" wim "crnoco® nedeHus" 3a00neBaHMs, HAPYIIEHUSI MM COCTOSHUSI
BKJIIOYAeT: (a) NpenoTBpAalleHHe WM OTCPOYKY BO3HHMKHOBEHHUS KIMHMYECKHX CHMITOMOB
3a00J1eBaHysI, HAPYIIEHUS FJIM COCTOSTHHS, Pa3BUBAIOLINXCS Y CYOBEKTa, KOTOPBIH MOXKET ObITh
NOpaXXeH WJIM TPEeNpacHoiokeH K BO3HUKHOBEHHIO 3a00JeBaHMs, pPAaCCTPONCTBA MM
NIaTOJIOTHYECKOTO COCTOSIHUS, HO €llle He WCIBITHIBACT WIM HE NPOSBISIET KIMHUYECKUX HWIIN
CYOKJIMHUYECKMX CHMIITOMOB 3a0oJieBaHMsl, HapylleHus winu coctosHus, (b) mnopmaBneHue
3a00JIeBaHus, PACCTPOMCTBA KM COCTOSIHHUS, T.€. OCTAHOBKY WJIM CHIDKEHHE Pa3BUTHS
3a00JieBaHUs] WJIM [0 MEHbINEH Mepe OIHOro ero KJIMHUYECKOrOo WM CyOKITHHUYECKOro
cumnToma, wiu (c) obnerdeHue 3aboyieBaHus, T.e. oOecredeHHe perpeccur 3a0O0JIeBaHUS,
HapymieHuss HWJIN COCTOAHUSA MK 110 MEHbILIEN MEPE OAHOI0 U3 €ro KIMHUYCCKHUX W

CY6KJ'II/IHI/ILIGCKI/IX CHUMIITOMOB.

Tepmunr "cyObekT" BKJIIOYAET MIICKONMTAOIIMX (B YaCTHOCTH YEJOBEKA U APYTUX
JKUBOTHBIX, TAKUX KaK JIOMAITHUE JKUBOTHBIC (HAPUMEp, JOMAIITHHE MTUTOMIIbI, BKJIIOYAs KOIIEK

U co0aK) 1 He OJJOMAIIHEHHbIE JKUBOTHBIE (TaKHe KaK TUKUE )KUBOTHBIE)).

"TepaneBTdeckn 3P QPEeKTHBHOE KOJUUECTBO" O0O3HAYaeT KOJMYECTBO COEIMHEHUS,
KOTOpPO€ TMpU BBENEHUU CYOBEKTy Ml JiedeHUsl 3a0OJieBaHUs, HAPYIICHUs] WA COCTOSHUS,
SIBJIIETCS.  TOCTATOYHBIM JIJII  OCYLIECTBJICHUSI YKa3aHHOro JiedeHus. "TepameBTHyYecKd
3¢(ekTUBHOEe KONUYECTBO" MOKET OBITh pAa3JIMYHBIM B 3aBHUCHMOCTH OT COEIUHEHWS,
3a00JIeBaHMsI M €0 TSKECTH U BO3PACTa, MACChI TeJla, COCTOSIHUS 3JOPOBBSI U BOCTIPUUMYHBOCTU

cyOBeKTa, MOABEPTAIOIIET0Cs JICUSHHIO.

Coenunenus popmyner (1), (II) wmu (III) mMoryT comepkaTh aCUMMETPHYECKUE HITH

XUPAJIbHBIE LIEHTPBI U, TAKIM 00pPa30M, CYIIECTBOBATh B PA3IMYHBIX CTEPEOU3OMEPHBIX (POpMax.
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IIpennonaraercs, 4to Bce crepeon3oMepHbie Gpopmbl coenuaennii popmyasr (1), (1) nm (III), a
TaKXK€ UX CMECH, BKJIFOYasl PALlEMHYECKHE CMECH, COCTABIISIFOT YacTh HACTOSIIIETO H300peTeHMHs.
Kpome Toro, B Hacrosimee H300peTeHHE BKIIOYEHbI BCE TI'€OMETPHUYECKHE U IO3HIIMOHHBIE
nu3omepsl. JluactepeomMepHble CMECH MOKHO Pa3lefisiTh HA MHAMBHUIYaJbHbIE 1UACTEPEOMEDPDI Ha
OCHOBAaHUH PA3JINYMN B MX (PU3UKO-XUMHUECKUX CBOHCTBAX CHOCO0AMHM, XOPOILIO U3BECTHBIMHU
CHeLMAINCTaM B JaHHOW OOJACTU TEXHUKH, TAKUMH Kak Xxpomarorpadus w/umm QpakuuOHHAS
KPUCTAJIN3ALMS. DHAHTHOMEPBI MOKHO pa3iesisiTh yTeM MPEBpalleHNs] SHAHTUOMEPHON CMecH
B JIUACTEPEOMEPHYID CMECh INpPHU IMOMOILIY B3aUMOJEHCTBUS C COOTBETCTBYIOIIUM ONTHYECKU
aKTUBHBIM COEAMHEHHEM (HampHuMep, C XUPAJIbHBIM BCIIOMOTATENbHBIM BELIECTBOM, TAKUM Kak
XUPAJTbHBIM CIUPT WM XJOPAHTMAPUZI KUCJIOTHI Moluepa), pasneleHus AHacTepeoMepoB H
npespaiieHus  (Harmpumep, NyTeM THAPOIM3a) HHAUBUAYAJIBHBIX JHACTEPEOMEPOB B
COOTBETCTBYIOLIME UUCTbIE 53HAHTUOMEPBI. JHAHTUOMEPBI TaKXe MOXHO pasfensiaTb C
NpUMEHEHHEM KOJIOHKH i xupanbHoi BOJKX. XupanbHble LIEHTPHI COIJIACHO HACTOALIEMY
M300peTeHNI0 MOTYT UMeTh S- 1ii R-koH$purypauuro B coorsercteuu ¢ onpeneneHuem MIOITAK

1974.

DapmMalleBTUUECKNE KOMITO3UITUN

CoenuHeHUsT COMIACHO HACTOSIIEMY HM300peTeHHI0 OOBIMHO BBOISIT B  (opme
(apmaueBTHyeckoii kommo3uiuu. PapmaneBTUYECKas KOMIIO3ULHSI, OMUCAHHAS B HACTOSILIEM
U300peTEeHNH, CONEPKUT OJHO WM OOJiee COeNMHEHHI, OMICAHHBIX B HACTOSIIIEM H300pETEeHNH,
U OIHO WK Oosiee hapMalleBTHUECKH MPUEMIIEMbIX BCIIOMOTATEbHBIX BernecTB. Kak mpaBuiio,
(bapmarieBTHYECKH TPUEMJIEMbIE BCIIOMOTATEbHbIE BELIECTBA ONOOPEHBI PErYIHPYIOIIUMH
OpraHaMu WJIA CUHTAIOTCS, B LIEJIOM, O€30MaCHBIMU TSI TPUMEHEHHS Y YeJIOBEKa HJTH JKUBOTHBIX.
dapMalleBTHYECKH  [PUEMIIEMble  BCIIOMOTaTeJbHbIE  BELIECTBA  BKJIIOUAIOT, HO  He
OrPAaHUYMBAIOTCSI WMH, HOCUTENIH, pa30aBUTENM, CKOJb3siIHe J00AaBKM M CMAa3bIBAIOIIUE
BEIIECTBA, KOHCEPBAHTBL, Oy(epHble areHThl, XeJaTooOpasyIIlHe AareHTbl, MOJUMEPHI,

reseoOpasyoIre areHThl, 3aryCTUTENH, PACTBOPUTENH H T.1I.

ITpumepsl MOAXOASIIMX HOCHUTENEH BKIIOYAKOT, HO HE OrPAHUYMBAIOTCS MMH, BOAY,
COJIEBBIE PACTBOPBI, CHUPTHL, MOJUITHICHITIMKONH, apaxuUCOBOE MAacio, OJIMBKOBOE MAacio,
JKEJIATHH, JIAKTO3y, BBICOKOCOPTHBIA THIIC, Caxapo3ly, AEKCTPUH, KapOOHAT MarHus, caxap,
aMHJIO3y, CTeapaT MarHus, TaJbK, JKEJIATUH, arap, MEeKTUH, apaBUNCKYIO KaMellb, CTEAPHUHOBYIO
KHUCJIOTY, TIPOCThIC HU3IIME aJKIJIOBbIe 3(UPBI LEUTIOJIO3bI, KPEMHHUEBYIO KHUCIIOTY, SKUPHBIC
KHUCJIOTBI, aMUHBI JKUPHBIX KUCJIOT, MOHOTJIMLIEPUABI U TUTJULIEPUJIBI )KUPHBIX KUCJIOT, CJIOKHBIE

3(UpPBI JKUPHBIX KUCJIOT U TOJTHOKCUITUJICH.
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dapMareBTUYECKHE KOMITO3UIINH, OMMMCAHHBIE B HACTOSIIEM H300PETeHUHU, TAK:KE MOTYT
comepkaTh OAWH wWin Oonee (apMaLeBTHYECKU TMPUEMIIEMbIX BCIOMOTATEIbHBIX areHTOB,
YBIIQKHUTEJICH, CYCIEHAMPYIOIINX AareHTOB, KOHCEPBAHTOB, OydepoB, MoacIacTUTenei,
BKYCOQpOMAaTUYECKUX HO0ABOK, KpacHTeNeH WM JIFOO0YI0 KOMOMHALIMIO BBIIIETEPEUHCICHHBIX

BC€HICCTB.

BBeneHue coemuHEHUIl COTNIACHO HACTOSIIIEMY H300pETeHHIO B YHMCTOH (opme wiu B
dopme noaxonsmei papMareBTHUECKONH KOMITO3ULIUN MOKHO TTPOBOAUTD IMPHU MOMOIIH JTI0O0T0
cniocoba BBEIEHMs, TAKOTO KaK MEepOpabHbIM WM MapeHTepaibHblid. Croco0 BBEAEHUS] MOKET
NPEeACTaBIATh CO00M 000 crocod, KOTopeIi obecredrnBaeT 3(h(HEKTUBHBIN EPEHOC AKTUBHOTO
COEIMHEHHUS COTJIACHO HACTOsLIEH MAaTEeHTHOH 3asBKe B COOTBETCTBYIOIIEE MIIN TpeOyeMoe MeCTO

TIENCTBUSL.

Crioco0bl Jjeuenust

CoennHeHHsI COTTIACHO HACTOSILIIEMY M300PETEHHIO SIBISIFOTCS OCOOEHHO 3¢ (PEKTHBHBIMU,
TaK KaK OHU MHTUOUPYIOT aKTUBHOCTh PETHHOUA-POACTBEHHOrO Op(haHHOro penenTopa raMmma, B
YaCTHOCTH PETUHOHMI-POACTBEHHOro op¢anHoro peunentopa ramma t (RORyt), T.e. oHm
NPEAOTBPALIAOT, UHTHOUPYIOT WM MonaBisiioT aevictBue RORyt w/unm moryT obecrieunBaTh
neiicreue, monynupyromee RORyt. CoenuHeHus: COrylaCHO HACTOSIIIEMY H300PETEHHIO, TAKUM
00pa3zoM, MOIXOMST ISl JICYSHUs TeX COCTOSHUM, MPHU KOTOPBIX MHTMOMPOBAaHUE AKTUBHOCTH

ROR ramma u B vactHoctt RORYt BbI3bIBaeT OnaronpusitHbie 3G GeKThl.

CoenuHeHus COrJIacHO HACTOsIIEN MATEHTHOH 3asBKe ABIsA0TCA Monyaropamu RORyt u
MOTYT MOAXOAWTb JUJIsl JiedeHHsl 3a0OJieBaHUN WM HapylleHW#, omnocpenoBaHHbIXx RORyt.
CooTBeTcCTBEHHO, COeAMHEHUs W (papMaleBTUYEeCKUe KOMIIO3ULUH COTJIACHO HACTOSLIEMY
U300pPETEHUI0 MOTYT TMONXOAWTb ISl JIEYeHUS BOCHAIUTENbHBIX, META0OJHMYECKUX U

ayTOMMMYHHBIX 3a00eBaHui, onocpenoBaHHbx RORyt.

CrenmanmicraM B TaHHOW OOJIACTH TEXHUKHU OyZET MOHATHO, YTO TEPMUH "ay TOUMMYHHBIE
3a005eBaHMs" OTHOCHTCS K COCTOSIHUIO, KOTOPOE BO3HUKAET, €CJI MMMYHHAsI CHCTEMa OIIHO0YHO
aTakyeT ¥ pa3pyllaeT 370pOBble TKAHW OpraHu3Ma. AYTOMMMYHHOE HapyIIEHHE MOXKET
BO3HHKATb B PE3YJIbTAaTE Pa3pyIISHHUs OJHOTO MIIK OOJiee THITOB TKaHEH OpraHu3Ma, aHOMaJIbHOTO
pocTa opraHa M M3MeHEHHH (PYHKIUN opraHa. AyTOMMMYHHOE HapyIIE€HHE MOXKET MOpa)kaTb
OIMH MK O0Jiee OPTraHOB MITH THUIIOB TKaHEH, BKJIFOUAsi, HO HE OTPAHUYHBAsCh UMH, KPOBEHOCHBIE
COCYIbl, COEAMHUTENIbHbIE TKAHW, JHIOKPUHHBIE JKEJe3bl, TaKWe KaK I[UTOBUAHAS WU
NOKETYI0UHAs JKeJe3a, CYCTaBbl, MBIIIIBI, KPACHbIE KPOBSIHBIE TebLlda M KOXy. IIprmMepsl

AyTOMMMYHHBIX (WJIM CBS3aHHBIX C ayTOMMMYHHBIMHU 3a00JIEBAaHHMSIMU) HAPYIIEHHH BKIFOYAIOT
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paccestHHBIN CKJIEPO3, apTPUT, PEBMATOUIHBIA apTPUT, rcopuas, Oone3Hb Kpona, HapyiieHus
KENYJOYHO-KUIIEYHOTO  TPAaKTa,  BOCHMAJHUTEIbHYIO  OOJNIE3Hb  KHUILIEYHUKA, CHHAPOM
pa3sgpakeHHOIO KUINEYHUKA, KOJIUT, SsI3BEHHbIM KoauT, cuHapoM Illerpena, aronuveckwuii
NEpPMaTUT, HEBPUT 3PUTEJIBHOIO HEPBA, PECNHUPATOPHOE HAPYLICHHE, XPOHUYECKYHO
oOctpykruBHyto Oone3Hb jerkux (XOBJI), actmy, nuaber I Tuna, HEHpPOMUENUT 3pUTEIHHOTO
HEpBa, TSHKEJTYI0 MHACTEHUIO, YBeUT, cuHapoM [ uiieHa-bappe, ncopuatudeckuii apTput, O0Je3Hb
I'peiiBca, amnepruro, ocreoaptpur, Oone3Hb KaBacaku, CIU3UCTBIA JIEMIIMAHUO3, TUPEOUIAUT
XamuMoTo, TMEePHULMO3HYIO aHeMHI0, OoJNe3Hb AIINCOHA, CHUCTEMHYIO KPAaCHYIO BOJYAHKY,
nepmatomuo3ut, cunapom lllerpena, kpacHylO BOJNYAHKY, TSDKEJIYH0 MUACTEHHIO, PEAKTUBHBIN
apTpUT, CIpy-LeTHaKuio (IJIIOTEH3aBUCUMYIO SHTEpOmaTuio), Oone3np I'peiiBca, TMMOMO33 H

BOJITYAHKY.

CoenuHeHHs COTJIACHO HACTOSIIIEH MATEeHTHOW 3asiBKe TAKXKE MOXKHO NPUMEHSTh IS
JedyeHus Bocnajenus. CrienuanuctaM B TaHHOH OOJIaCTH TEXHUKHU OyIeT MOHSATHO, YTO TEPMHH
"BocmajieHne" BKIIIOYAeT J000€ COCTOSIHUE, XapaKTepH3yHoIleecs JIOKaJU30BAaHHBIM HIIH
CHUCTEMHBIM 3aIllUTHBIM OTBETOM, KOTOPBIH MOXKET OBITh BBI3BAH (PH3MUYECKOH TpPaBMOM,
uH(peKred, XPOHUYECKUMHU 3a00JIeBAaHUAMHU W/WJIM XMUMUYECKUMU W/ (HU3HONIOTHYECKUMU
peakuUsMU Ha BHEIIHHE CTUMYJbI (HampuMep, Kak 4acTh ajuiepruyeckoro oreera). JlroOow u3
yKa3aHHBIX OTBETOB, KOTOPBIA MOKET CIYKHUTh Uil YHUYTOKEHHUS, pa3OaBIeHus] WK U3OJSILIUN
MOBPEXKIAFOIIETO areHTa U MOBPEKICHHON TKAHU, MOXKET MPOSIBIISITHCS, HATIPUMED, B BHIIE JKapa,
oreka, OOJIH, MOKPACHEHHUs, PACLIMPEHUS] KPOBEHOCHBIX COCYIOB W/WJIM YCHJIEHHS KPOBOTOKA,

moOeneHus MOPaKEHHOI'O y4acCTKa.

Taxke clenyeT NOHUMATh, YTO TEPMHH "BOCHayieHHe" BKIIIOYAET JIF000E BOCHIATUTENIbHOE
3aboneBaHre, HApPyLIEHHE UM COCTOSIHUE, KaK TaKOBOE, JEOOOE COCTOSTHUE, C KOTOPBIM CBSI3aH
KOMIIOHEHT BOCTIAJIEHUS, W/ WJTH JTIF000E COCTOSTHHE, XapaKTePU3YIOIIeeCs] BOCTIAIEHUEM B KAUECTBE
CUMITOMA, BKJIFOYasl MOMHMO TPOYEro OCTPOe, XPOHUYECKOE, SI3BEHHOE, CHEelu(pUIecKoe,
aJJIepruveckoe BOCTalieHne, WH(EKIHIO, BBI3BAHHYK) MATOT€HAMH, HMMYHHBbIE pEaKIIHH,
BbI3BAHHBbIC TOBBIIIEHHONH YyBCTBUTEJIBHOCTBIO, TMOMAJaHHe WHOPOAHBIX Tel, (u3udeckoe
MOBPEXKICHUEe M HEKPOTHYECKOe BOCHalieHne W Apyrue (OopMbl BOCHAJCHHS, H3BECTHBIE
CHeIMAJINCTAM B TJAHHOW 001acTH TeXHUKH. Takum o0pa3oM, TEPMUH TaKKe BKITIOUAET JUTSI 3a/1a4

HACTOSIIIEH MATEeHTHOW 3asiBKU BOCTIAJIUTEIBHYIO OOJTb, T€HEPATM30BAHHYIO OOJIb W/UJIH Kap.

CoenuHeHHsT COTJIACHO HACTOSIILIEMY H300PETEHHI0 MOXHO MPHMEHSTh AJSl JICUSHHS
apTpuTa, BKJIKOYAas, HO HE OlPAaHWYUBAsACh HMH, PEBMATOUIHBIN apPTPUT, OCTEOAPTPHT,

NICOPUATUYECKUIN apTPUT, CENTUYECKUI apTPUT, CIOHIAWIOAPTPONATHH, TOAATPUIECKUN apTPHT,
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CHUCTEMHYHK) KPaCHYX0 BOJMAHKY U IOHOLIECKHH apTPUT, KOJUIAr€H-UHAYLUPOBAHHBIM apTPUT

(KHA) u npyrue apTpuTHBIE COCTOSTHHSL.

CoenviHEHUsT COTJIACHO HACTOSALIEMY H300PETEHHIO MOXKHO TMPUMEHSITh MJIS JICUSHUS
PECHIMPATOPHBIX HAPYLIEHWM, BKJKOYAas, HO HE OrPAHUYUBASCH HMH, XPOHUYECKYIO

oOcTpykTuBHYIO O051e3Hb Jierkux (XOBbJI), actMy, criazmMbl OPOHXOB H KalleJb.

Jlpyrue pecnupaTopHble HAPYLIEHHUs BKIIOYAIOT, HO HE OTPAaHMYUBAIOTCS UMM, OpOHXUT,
OpPOHXHONNT, OPOHXO3KTa3, OCTPbIH Ha30()aPHHTHUT, OCTPBIM U XPOHUYECKUI CHHYCHUT, TaHMOPHT,
(apuHTUT, TOH3WUINT, JIAPUHTUT, TPAXEHT, SMHIJIOTTUT, KPYI, XPOHHUUECKOe 3a0oseBaHue
MHUHJAQJINH U aA€HOUI0B, TMIepTPO(UI0 MUHIAIMH U aJeHOUIOB, NMAapaTOH3MUIAPHBIN adciecc,
pUHUT, abcuecc WM 3By B HOCY, ITHEBMOHHIO, BUPYCHYIO U OaKTepHaJbHYK) IHEBMOHMIO,
OpPOHXOITHEBMOHHIO, IPUII, SK30T€HHBIN aJlJIepru4ecKuil ajibBEOJIUT, THEBMOKOHUO3 IaXTEPOB,
ac0ecTo3, MHEBMOKOHHO3, ITHEBMOHOIIATHIO, PECIIUPATOPHbIE COCTOSIHHS, BBI3BAHHBIC
XMMHUYECKUMH TapamMM, TNapaMd W JPYTUMU BHEIIHHMH areHtamu, SMQu3emy, IJICBPHT,
IIHEBMOTOpaKc, a0CIecc JIeTKOrO U CPeNOCTeHUs, 3acTOl M  TUIOCTa3  JIerKHX,
NOCTBOCTIAJIUTENbHBI  (UOPO3 JIETKUX, WHbIE QJIbBEOJSIPHBIE M IAPUETO-AJIbBEOJSIPHBIE
IIHEBMOHOIIATHH, HMAUONATHYECKHH (HUOPO3UPYIOIUI aabBEONUT, CHHAPOM XaMmMeHa-Puua,

OPJIC, ocTpyro ABIXaTeNbHYIO HENOCTATOUHOCTh M METUACTHHHUT.

CoenuHeHHs COTJIACHO HACTOSIIIEMY H300PETEHHIO TAKIKE MOXKHO MIPUMEHSITD JJIsT JIEYE€HHsI
OoneBbIX cocTosIHUI. BOJb MOXKET MPenCTaBIATh COOOH OCTPYIO HITH XPOHHUECKYIO 00Jb. Takum
00pa3oM, COEAMHEHUsI COTJIACHO HACTOSLIEMY H300PETEHHI0 MOXKHO MPHMEHSTh JJIs JICYCHUSs],
HampuMep,  BOCHAJUTENbHOW  OONM,  apTpUTHOW  OOJMM,  HEBPONMATHYECKOH 0o,
nocJieonepauoHHoN 0oy, 0oy mocie XUpypruu, OO BHYTPEHHUX OPTaHOB, 3yOHOW 0o,
IPEeIMEHCTPYaJbHON OOJHM, LeHTpaibHOH Oonu, Oomu mpu pake, OONHM, BBI3BAHHOW OKOTaMHu,
MHUIPEHH WJIM KJIACTEPHBIX T'OJIOBHBIX OOJieH, MOBPEXKICHUS HEpBa, HEBPUTA, HEBPAJITHU,
OTPAaBJEHHUS, WIIEMHYECKOrO TMOBPEXKAEHHs, HWHTEPCTULMAIPHOIO I[MCTHTA, BHUPYCHOM,
napasuTapHoi uin OaKTepUabHON WH(DEKLUH, MOCTTPAaBMATHUECKOrO MOBPEKACHHS WK 00IH,

CBSI3aHHOMN C CUHJIPOMOM pa3[pa’k€HHOr0 KUIIEYHHUKA.

Kpome Toro, coeaqrHEeHUs1 COTJIACHO HACTOALIEMY HM300PETEHHIO MOXXHO MPUMEHSTh IS
JIeYeHUs] HApyLIEHUs JKEeJIyJOYHO-KUIIEYHOrO TPAKTa, BKJKOYAs, HO HE OrPAHUYUBAACH HMH,
CHUHJIIPOM Pa3IPaXEHHOTO KUIIEYHHUKA, BOCTIAJIUTENbHYIO OOJIE3Hb KUIIEYHNUKA, KOJUT, S3BEHHBIN
KOJIUT, TE4YeHOYHble KOJMKW U Jpyrue HapylueHus xkemdd, nodeunele konuku, CPK c¢

npeoOnazaHueM auapen u O0Jib, CBSI3aHHYIO C B3Iy THEM XKeJyAOUHO-KUIIEYHOTO TPAKTA.
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Kpome Toro, coenuHeHHs COTJIACHO HACTOSIIIEMY H300PETEHHI0O MOXKHO NMPHUMEHSTH IS
JedeHusl paka U OOJH, CBS3aHHOW C PAakOM. YKa3aHHBbIE pPakoBble 3a00JIeBaHUS BKIIIOYAIOT,
HarpuMep, MHOKECTBEHHYIO MHUEJIOMY H 3a00JieBaHME KOCTH, CBSI3aHHOE C MHO)KECTBEHHOH
MHEJIOMOH, MENaHOMYy, MeEAyJUIO0NacTOMy, OCTPbI  MueJoreHHbold Jneiikos (OMJI),
IJIOCKOKJICTOYHYHO KapIIUHOMY I'OJIOBBI U IICH, MEYCHOYHOKIICTOYHYO KAPIUUHOMY, pPaK XKEJITyaKa,

KapLUUHOMY MOYEBOrO My3bIPsi U PAK TOJCTOU KULIKU.

CoenvHEeHUsT COTJIACHO HACTOSALIEMY H300PETEHHIO MOXKHO TMPUMEHSITh MJIS JICUSHUS
3a0oneBaHysl, HApYILICHWs, CHHAPOMA WM COCTOSIHHS, BBIODAHHOTO U3 XPOHHUYECKOU
obctpyktuBHOlt Oonesnn jerkux (XOBJI), actmbl, kauuis, OO, BOCHAIUTENBHON OO0JH,
XpoHH4YecKoW Oonu, oOcTpod Oonu, apTpuTa, OCTEOAPTPUTA, PACCESIHHOTO CKJIEpO3a,

pPEBMATONIHOIO apTpUTA, KOJINTA, A3BECHHOI'O KOJINTA U BOCIAJINTENBHOMN 00JIE3HU KUIIIEYHHKA.

JIroObie criocoObI JieueHsl, OMMCAHHBIE B HACTOSLIEM N300PETEHUH, BKIIIOYAOT BBEICHHE
a¢dextuBHoro koauuectsa coeaunenus: popmyis (I), (II) wmu (II1) unm ero GpapmareBTHIECKH

NPUEMIIEMOM COJTH CYOBEKTY (B YACTHOCTH UYEJIOBEKY ), HY KIAIOIIEMYCsI B 3TOM.

Hacrosiee I/1306peTeHI/Ie AOMOJIHUTEJIBHO OTHOCUTCA K MNPUMEHCHUIO COCHHHGHHﬁ,
OIIMCaHHBIX B HACTOALICM 1/1306peTeH1/11/1, AJIA TOJIYyYCHUS JIEKAPCTBEHHOI'O CPEACTBA IJIsA JICUCHUS

3aboneBanumii, onocpenoBaHHbix RORYt.

CoenuHeHUs1 COTJIACHO HACTOSIEMY U300peTeHuro sBIsoTC  3(pdexkTuBHbIME B
OTHOLUCHHUU TEPANCBTUYCCKOIO W/ HpO(bI/I.HaKTI/I‘leCKOFO JICUCHUA BbIHICYKA3aHHBIX
COCTOSTHHH. I[J'I;I YIOOMSAHYTOI'O BbILIE TEPANCBTUYCCKOrO NMPUMEHCHHS BBOAWMASA O03a MOXKET
OBITb PA3TUYHON B 3aBHCUMOCTH OT IPUMEHSIEMOT'0 COSIMHEHUS, Criocoda BBeneHHsI, TpedyeMoro

JICYECHUS U HAPYLICHMUS.

JlHeBHas TO3UPOBKA BBOJUMOTO COEAMHEHUS COTJIACHO HACTOSLIEMY H300pETEHHIO

MOYKET HaXOAUTBCS B AuanazoHe ot npuMepHo 0,05 mr/kr no npumepro 100 mr/kr.

O0wmue cnocoObl MOJYYEHHUs

CoenuHeHusi, ONMUCaHHbIE B HACTOALIEM H300PETEHHH, BKIIFOYAs COENUHEHHs OOLIei
dopmyner  (Ia), (Ib) wm (II), mpoMeKyTOYHBIE COENUHEHUS W KOHKPETHbIE COEIMHEHUS,
NPUBEACHHBIC B IPUMeEpax, MOIyYaId CIIOCO0aMU CHHTE3a, TAKIMU KaK N300pakeHO Ha cXxemax
1-14. Kpome ToOro, cienyeT NOHUMATh, YTO €CJIM HA CIEAYIOLIUX CXeMaX yKa3aHbl KOHKPETHBIE
KHCJIOTBI, OCHOBAHHSI, PEAreHThI, aT€HThl COYETAHUS, PACTBOPUTEINHU H T.J1., TO MOXKHO IIPUMEHSTh
U IPyTUe MOIXOASIINE KHCIOThL, OCHOBAHMSI, PEAr€HThI, ar€HThI COUETAHHSI, PACTBOPUTENH U T. 1.,

KOTOpBIE BKIIOUEHBI B 00bEM HACTOSIIEro n300peTeHus. Moaudukamyu peaklinOHHbIX YCIOBUM,
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HampuMep, TeMIepaTypbl, MPOAOIDKUTENPHOCTH B3aMMONEHCTBUSI WM WX KOMOWHALWH,
paccMaTpPUBAIOT KaK YacTh HACTOsAIIero n3obperenus. CoequHeHus, MOJyYeHHbIE C TPIMEHEHUEM
O0IIMX PEaKLIMOHHBIX MOCIIEAOBATENLHOCTEH, MOT'YT HIMETh HEOCTATOUHYIO UUCTOTY. Y Ka3aHHBIE
COEAMHEHUs] MOXXHO OYMINATh NPU TOMOLIM JHOOBIX CHOCOOOB OUYHUCTKH OpPraHMYECKHX
COEAMHEHUH, W3BECTHBIX CIELUAJNCTAM B MAHHOW OOJACTH TEXHUKH, HAIpUMEp, IyTeM
KPUCTAUTU3ALMH WM XpoMaTorpadguy Ha KOJOHKE C CHIIMKAreJieM WM OKCHIOM aJIOMHHHUSA C
NPUMEHEHUEM Pa3JINYHbIX PACTBOPUTENEH € MOAXOASIIMMHU OTHOIIEHUsMU. Bce BO3MOXKHBIE
reOMETpPHYECKHE M30MEPbl M CTEPEOU30MEPHI PACCMATPUBAIOT B pPaMKax O0bEeMa HACTOSIIEro

n300peTeHus.

Hcxonnbie BCIIECTBA, IPUMCHSCMBIE B  HACTOSLICM I/I306peTeHI/II/I, ABJIAKOTCA
KOMMCEPUYCCKHU AOCTYIIHBIMU HIIA ObLIH MOJTY4YCHbI CHOCO6aMI/I, HN3BCCTHBIMU CIICLHUAJINCTAM B
JIaHHOM obyactu TCXHUKHU, UITHU CHOCO6aMI/I, OIIMCAaHHBIMHU B HACTOAILIEM I/I306peTeHI/II/I. B OCJIOM,
MPOMEKYTOYHBIE COCAMHCHUA U COCAUHEHHUs COIJIaCHO HACTOALIEMY I/I306peTeHI/IIO MO>KHO
IoJiy4daTb B COOTBETCTBUU C NOCICAYIOIIUMU PECAKITMOHHBIMU CXEMaMU. B HEKOTOPBIX CJIyvasax
KOHEYHBIN IMPOAYKT MOKHO IOOIIOJHUTEJIBbHO MOI[I/I(bI/ILlI/IpOBaTb, HarpuMmep, NyTeM HU3MCHECHUS
3aMecTuTesiel. YKa3zaHHble W3MEHEHUS MOTI'yT BKJIKOYaTb, HO HE OIPaAaHUYUBAIOTCA HMHU,
BOCCTAHOBJICHUE, OKHCJICHUE, QAJKUJIUPOBAHUEC, ALUUJIUPOBAHUE, THUAPOIN3 W OTIICIUICHUE

3aIUTHBIX TPYI H T.J. CIOCOOAMH, M3BECTHBIMH B OOJIACTH OPTraHUYECKOrO CHHTE3a.

OO01uii moxxox st nojy4deHus coequHenuit popmyinl (Ia) u (Ib) (rae konbLUO A U KOJBIO

B, L, R}, R% R} R* R3 RY ‘n’, ‘m’, ‘p’ u ‘q’ Takue, KaK ONpeNeNeHO B OOIIEM OMHMCAHWH)

2

n300pakeH Ha cxeme cuHTe3a 1.

Cxema cunTesa 1

oR> FF -
2 \\ 2
R )nL M R )n'—L
R \ W, areHT coyeTaHus R
(R"’)p OCHOBaHMe,
¢ pacTtBOpUTESb
areHt 5
co4yeTaHusa R\) b
A
ocHosarve, | J 0
pacTBOPUTENb
3 ,
(R2>nL R )nL
N BOCCTaHOBMNEHNE 3
Ry - R)m

F PacTBOPUTENb

(4)
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Coueranne amuHOBOro coenuHenus gopmynsl (1) ¢ kapOoHOBOH KucioTOH (hopmynel (2) B
NPUCYTCTBUH MOIXOASIIETO(-1X) areHTa(-0B) COYETAHUSI M OCHOBAHHS MPHUBOANT K TOIYUEHHIO
coenunenust ¢opmynnl (la). Ilomxomsmmii(-e) areHT(-bI) COYETAHUS, NPUMEHSEMBbIH(-€) B
peaxiuu, MOsKeT(MOTYT) MPeACcTaBisiTh COO0H 1-3THiI-3-(3-IuMeTHIIAMHUHOIPOITIIT)KapOOAMUMHU T
(EDCI), anrugpun mnpomuidochonosoit kucnorsl (T3P), N,N'-mumuknorekcuiakapOoTruuMug
(DCC) wm  rekcaproppochar 3-okcuma  1-[Ouc(mumermnamuno)merwieH|-1/H-1,2,3-
tpuasono[4,5-blmupunnnaus (HATU). Ilonxonsinee ocHOBaHUE, IPUMEHSIEMOE B PEAKIIHH, MOKET
npencrasisite cobori EtsN, DIPEA, mupugmn umu DMAP. Peakuuio coueTaHusi MOXKHO
NPOBOAUTh B TIOAXOSIIEM PpAcTBOPHUTENE WM B cMecH pactBopurenei. Ilogxopsmimii
pactBoputesb MoxeT ObiTh BoiOpaH u3 CHCly, CHCl3, IM® u TI'® unn ux komOuHauuu. B
Ka4yecTBE aJbTEPHATUBBI COYETaHHWE AMHHOBOro coenuHeHus (opmynel (1) ¢ xapOoHOBOM
kuciaotolt  gopmynel (3) B MPUCYTCTBUH MOAXOAAIIEro(-vx) areHra(-oB) COYETaHUS U
NOAXOJSIIEr0 OCHOBAHUS NPUBOAWT K TMOJNYYEHUIO aMuaa coeauHeHus Gopmynbl (4).
BoccraHoBieHIE KETOHOBOM IPYIIBI B COeANHEHUU (POpMyIbl (4) C MPUMEHEHHEM OAXOASIIIErO
BOCCTAHOBUTENA B TOAXOJAINEM pPAaCTBOPHUTENIE MPUBOAUT K IOJYYEHHIO COOTBETCTBYIOILErO
pauemara rugpokcuicoaepskamero coenuHenus Gopmydsl (Ib). [Momxopsammii BOCCTAHOBUTEb,
NPUMEHSIEMBIII B PEaKLUH, MOXKET NPEeACTaBISATh coOOW OOpPruapwz HATpHs, U MOIXOMAIIUN

PacTBOPUTENIb MOXKET MPEACTABIATH OO0 MeTanou i TI'® uinu X KOMOUHALHIO.

OO0wmuii moxxox s noiydeHus coenunennii odmeit popmyiet (II) (roe Koo A, KOJIBIO
B, L, R2, R’ R* R’ ‘n’, ‘m’, ‘q’ u ‘p’ Takue, KaK ONpeJeNeHo B obmeM omucanud, u R®

npencrasysier codor Ci.g ankmn) n3o0pakeH Ha CXeMe CHHTe3a 2.

Cxema cunTesa 2

(R%q F

OR® (R2)n

o ST
(5) 3 \ / Z

/ NHz ™ rent coveranms (RO Z F

R“)p OCHOBAaHMUe,
@) pacTBopuUTENDb

Coueranne amuHOBOro coenuHenus Gopmynsl (1) ¢ kapboHOBOH KucioTOH (hopmynbl (5) B
NPUCYTCTBUH MOIXOASIIET0(-1X) areHTa(-0B) COYETAHUSI M OCHOBAHHS MPHUBOAHT K TOTYUEHHIO
coequnenus: ¢popmyinl (II). [Togxonsmuii areHT codeTaHus, MPUMEHSIEMbIH B PEaKI[UU, MOKET
npeacTaBisITh codoi anruapua npomwidocdonosoit kucnorsl (T3P) mmm HATU. Iopxonsmee
npuMeHsieMoe OcHOBaHue MoxkeT npeactasisate DIPEA, nupunun unu DMAP. Peakuuro

COUETAaHUsI MOXKHO TMPOBOAWTH B TMOAXOISIIEM PACTBOPUTENIC WM B CMECH PACTBOPUTEIIEH.
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IMopxopsiimuii pactBoputenb Moxer ObiTh BoiOpaH u3 CHCls, IM®, CHCl; u TI'® wmu ux

KOMOWHALUY.

9 2 p3 P

OO6wmuit moxxoxn st mostyueHus: coenuaenus popmysi (1a) (rae xonpio B, R, R’ R* ‘m’
‘"’ u ‘p’ Takue, KaK OMpesieNieHo B 00IIeM OMUCAHUH, U T0OOoi(-bie) omun umn asa u3 X', X2 X3
u X' npencrapnsern(-1oT) coboii N, u mpyrue npenctapisoT coboit CH) n3o0paskeH Ha cxeme

CUHTE3a 3.

Cxema cunTresa 3

H,C
R >n( " S CHs
p R2
(Rz)nB(OH» CH3 OOLL
. Ha 27
3 xz. 7 x2' @© R
R m I ) - R, m X3\X4/
Hal Pd katanusatop Ha Pd katanusartop
NH
OCHOBaHue OCHOBaHue, 47 2
, Rp
®) pacTBopuTEnb ®) pacTBOpuUTENb (12)

B3aumoneiicTBre MOAXOIAIIETO 3aMELIEHHOTO AUTaJOreHCOAEPIKAIEero COeqMHEHHsT (popMyItbl
(6) (rme Hal npencrasisier co0oli rajioreH) ¢ 3aMeIneHHoNn O0poHOBOI KucioToi hopmysl (7) ¢
NPUMEHEHHEM MAaJUIaANeBOr0 KaTalu3aTopa B IPUCYTCTBUH MOJAXOAALIEr0 OCHOBAHMS B
MOAXOSIIEM PACTBOPUTENIE MPUBOAUT K MONyueHUro coeauneHus: popmyisl (8). [Moxxonsimee
OCHOBaHUE, MPUMEHSIEMOE B PEAKIIUHU, MOXKET MPENCTaBIATh cO00i kKapOOHAT HaTpusi, KapOoOHAT
KaJusi Wik kapOoHaT uesust. [loaxoasimmii pacTBOPUTETb, IPUMEHSIEMBbIN B PEAKLIMH, MOXKET ObITh
He3aBucuMo BbIOpaH u3 TI'®, JIMCO, Boast 1 CH>Cl, wnm ux komOuHanmu. B3aumonericTeue
coequHeHus: Gopmybl (8) ¢ MOAXOASIIIUM 3aMEIIEHHBIM CJIOKHBIM MUHAKOJIOBBIM 3(PUPOM 4-
aMHHO(PEHUIOOPOHOBOM KUCIOTHI (opMyJibl (9) ¢ MpUMEHEHHEM MaJUIaINEeBOTO KaTaJIn3aTopa B
MPUCYTCTBUM TIOAXOMASINEr0 OCHOBAHUS MPUBOIUT K TMOJYYSHHIO 3aMEIIEHHOrO aHUJIMHOBOIO
coenunenust Qgopmynel (la). Ilomxopsimee OCHOBaHHE, NPUMEHSEMOE B PEAKLHH, MOXKET
npenctasisite codoit Na,COs, KoCOs, DIPEA, nupunun umu DMAP. B3aumoneiictBie MOKHO
NPOBOAUTH B TMOIXOASIIEM pAcCTBOPHUTENE WIM B CcMecH pactBoputened. [loaxonsimmii
pactBopuTesb MOkeT ObITh BbiOpaH u3 1,4-muokcana, [IMCO, Bomel, IM® u TI'® wmm ux

KOMOWHALUY.

Jlpyroii moaxoa Ajs nojydeHus coenunenus dpopmyisi (1a) (rae komsio B, R?, R® RY,
‘m’, ‘n’ u ‘p’ Takue, KaK ONpENeNeHo B 0OLIEM OMICAHUH, U 0O0i(-ble) OuH 1u 18a u3 X', X2,
X? u X* npencrasnser(-1oT) coboii N, u apyrue npencrasustor codoit CH) usobpasken Ha cxeme

cuHTe3a 4.

Cxema cunresa 4
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G Rn

| Ha
Z 2 X_Hal R? B(OH)2
(R3) THaI O2N (10) R X n P (R3
m
X Hal Py kaTanusarop Pd kar. / P
OCHOBaHue, R )p O2  ocHoBaHme, (R4)p NO2
6) pacrBopuUTEsb 11 pacTBOpPUTEIb (12)

Pd kart. 2 ‘
OCHOBaHMUe, ®n G B(OH)

e BOCCTaHOBUTENb
pacTBOpPUTENb @ S CHs pacTBOpUTENb
RYp X
\ CH3 2
R 2
( )nON CH3 , -~ Rn 1 (R Y
& 2 (10) R )m‘xx‘z“ . BOCCTaHOBUTENb (Rs)mﬂ(g;x\
m_Xg— - A 8
X* Hal Pd katanusatop 7 P pacTBOpUTENb Xoxt »
OCHOBaHMe, (R4)/ NO; o /7 NH,
pacTBOPUTENb P Ry

10

15

20

25

® (12) (1a)

B3anmopelicTBie MOAXOAIIErO 3aMELIeHHOTO JUTAJIONeHCOAEPIKAIEro CoequHEeHNsT (GOpMyJIbI
(6) (rme Hal npencraBnser co0oii rajoreH) ¢ TMOAXOMSAIINM 3aMELICHHBIM CJIOKHBIM
NMHAKOJIOBBIM 3>(pHpoM 4-HUTPpOPeHMIOOpOHOBOH KUCIOTHI (opmynbl (10) ¢ mpuMeHeHneM
NaJaJueBoro KaTajau3aropa B MPHUCYTCTBUM MOJAXOASIIEr0 OCHOBAHUS B IOAXOJAIIEM
pacTBopuTeNie MPUBOAMUT K MOJMy4YeHUr0 coeaunenusi ¢popmydsl (11). Tlogxonsinee ocHOBaHUE,
NPUMEHSIEMOE B PEaKIMH, MOXKET MPEACTaBJIsITh CO0O0M KapOOHAT HATpusl, KapOOHAT KaIHs WU
kapOoHaT uesus. PacrBopurens moxer Obith BbiOpaH u3 JIMCO, [IM®, Bonbl Wik UX CMECH.
BsaumonetictBue HUTpocoaepkaiiero coenuHenus Gopmysibl (11) ¢ 3amereHHONH OOPOHOBOIM
kuciaoroil gopmynel (7) ¢ NpUMEHEHHEM TNAJJIAUEBOrO KaTaju3aTopa B MPUCYTCTBUU
MOAXONAIIEr0 OCHOBAHUSI B TIOAXOJSIIEM PACTBOPHTENE MPUBOIUT K MOJYUEHUIO COCTUHEHUS
dopmybl (12). Tlonxonsinee OCHOBaHKE, MPUMEHSIEMOE B PEAKLIUU, MOKET MIPEICTABISITh COOOM
kapOoHaT Hatpust. [logxonsimuii pacTBoputeb MokeT ObiTh BhiOpaH uz JIMCO, Boasl, IM®D u
TT® wmm wux xoMmOMHamu. B kadyecTBe anbTEpHATHUBBI B3aMMOJAEHCTBHE 3aMEINEHHOTO
IUTAJIOTEHCOAEepIKaINero coenquHeHust ¢Gopmynbl (6) ¢ 3aMelmeHHOW OOpPOHOBOHM KHCIOTOU
dopmynbl (7) ¢ NpUMEHEHHEM NaJUTAAMEBOrO KaTajH3aTopa B MPHCYTCTBUU IOAXOISINErO
OCHOBAHUS B MOAXOMSIIEM PACTBOPUTEIIC PUBOIUT K TIOJYUYCHUIO COSTMHEHHSI 0011e# (hopMyIibl
(8), u3 KOTOpPOrO TpH B3aUMOACHCTBHH CO CIIOKHBIM IMHHAKOJOBBIM 3dupom 4-
HUTPODEHMIOOPOHOBOH KUCIOTHI (popmyiiel (10) ¢ mpuMeHEHNEM MaUIaAneBOTO KaTaln3aTopa B
NPUCYTCTBUH MOIXOISINEr0 OCHOBAHHUS B MOIXOMSIIEM PACTBOPUTENE 00pa3yeTcst COeTUHEHHE
dopmynbl (12) B Tex e pEaKkUMOHHBIX YCJIOBMSX, YTO YyKa3aHbl BhIle. BoccTaHOBIEHHE
HUTPOTPYMIIbI B cOeqUHEHUN Gopmydsl (12) ¢ mMpUMEHEHHEM MOPOIIKA JKejle3a B MPHUCYTCTBUU
BOJHON YKCYCHOH KHCJIOTBI HJTH XJIOPHA aMMOHHS IPUBOANT K MOJYYESHUIO COOTBETCTBYIOIIETO
aMHHOBOTO coennHeHust popmydsl (1a). PacTBopurens, MpUMEHIEMbIH B PEAKIHU, MOKET OBITh
BbIOpaH u3 3TaHona, Bonbl, JIM®, IMCO wiu ux cmecH.
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OO6muuii moaxon /uis nonmy4enus coequnenus popmydsl (1b) (rne R%, R? RY, ‘m’, ‘n” u ‘p’
Takue, KaK OfpeeseHo B o0lieM onucanuu, 1 X° npeacrasnser codoii C, N unu O) uzobpaken

Ha cxeMe chuHTe3a 5.

Cxema cuHTesa 5

HsG CHs
O 2
2 4 > R
x5 , (Rn ; (RYp B-;&CHg ( P)(n\x5
(3R KX | CH,
.(N\ al N (13) N\ N\) HoN & ) 5 WN‘ N\)
Rt L 2O ®y LY - RO, L~
a  gun. NZ Hal Pd kaT., oOCHOBaHue N7 D
62) OCH., pacTBopuTEnb (RYy™ 7 "NH,
pacTB-Nb (14) (1b)

BsaumopeiicTBrue NOAXOAALIETO 3aMELIEHHOTO AUTaJION€HCOAEPIKALIEro COeNUHEHHsT (POPMYIIbI
(6a) (rme Hal npexncrasisier co00ii rajioreH) ¢ reTepoaTHLUKINIYECKUM COeTUHEHHEM (HOPMYJIbI
(13) B mpHCYTCTBHM OCHOBaHHsS B MOAXOISINEM pPACTBOPUTENIE MPUBOIUT K IOJYYECHHUIO
coenurenus: Qgopmynbl (14). Ilogxopsinee OCHOBaHUE, TNMPUMEHSEMOE B PEAKIUH, MOXKET
HpeACTaBIATh cOOOH KapOoHAT kanus, kapOoHaT HaTpus i ¢ropun uesus. Bzaumopeiicrue
MO>KHO TIPOBOJUTH B MOAXOASINEM pPacTBOPUTENE WM B cMecu pacTtBoputeneil. ITomxonsuuii
pactBopurens MokeT ObiTh BbIOpaH 3 CH2Cly, CHCls, IM® u TI'® nnn nx komOuHauuu. M3
coenuHenust ¢opmyinel (14) mpu B3aUMOAEWCTBHM C MOAXOMSAIIMM 3aMELIEHHBIM CJIOKHBIM
NMHAKOJIOBBIM 3(upoM 4-aMUHO(PEHUIOOPOHOBOIH KHCJIOTHI (hopMmyJibl (9) ¢ mpuUMeHeHHeM
NAJTAUEBOTO KaTaJM3aTopa B MPUCYTCTBUU MOAXOASINEr0 OCHOBAHHS 00pa3yeTcsi aHUJIMHOBOE
coenunenue Qopmyner (1b). IMomxonsiee OCHOBaHHWE, MPUMEHSIEMOE B PEAKIUH, MOKET
NpeACTaBisiTh CcoOOM kapOoHaT kanmusi, kKapOoHart Harpus, TpusTwiamuH win DIPEA.
BsaumopeiicTBHe MOKHO MMPOBOAUTD B MOIXOSIIEM PACTBOPUTEIIE WK B CMECH PACTBOPUTENCH.
IMoaxonsimuii pactBoputesib MoskeT ObITh BbIOpaH n3 CHCly, CHCl3, IM®, aneTOHUTpIIIA UITH

TT'® unu ux koMOMHALMHA.
2 < 2

OO6wmumii noxxox ans nonydenust coenunenus gopmynsl (1c) (rae R%L R R, ‘n’ u p

TaKHe, KaK OMpenesieHo B 00IIeM ONMUCaHNH ) U300pakKeH Ha CXxeMe CUHTe3a O.

Cxema cunTesa 6
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HiC

CHs;
0
(R%p -
\\ B. CH3
N R, R L 0%h ®,
0 R3N-NH, |\\ l\\ O,N (10) 2\
Z
@)\C'ﬁ (16) _NBS _ 7 ‘Pd kaT., OCH.
2 _ 3NN - Br
(R%)q pacte-nb R NN=/ pacTe-rb R3NN_\ BOCCTaHOBIN.
pacTBOpPUTEND

(15) (17) (18) (1c)

KonpeHcanysi moaxonsmero 3aMeLIeHHOTO aleTOPeHOHOBOIO COENUHEHUs (POPMYJIbI
(15) ¢ mpousBoxHbIM runpasuHa (16) B moaxonsdIieM pacTBOPHUTENE MPUBOAMUT K MOJYYEHHUIO
CBSI3aHHOTO C TMHPAa30jJoM 3aMelleHHoro (QenunoBoro coeauHeHus ¢opmynst  (17).
B3anmopnelicTBre MOKHO ITPOBOIUTH B MOAXOASALIEM PACTBOPUTEIIE M B CMECH PaCTBOPUTENEN.
IMoaxopsimuii pacTBOpUTETH MOKET ObITh BEIOpaH U3 3tanona, CH,Cl,, CHCl3, IM® u TT'® unu
ux komOuHarmu. CenekTuBHOe OpomupoBaHue coequHenus ¢popmyinsl (17) ¢ mpumeHenuem N-
opomcykunanmuga (NBS) B monxonsiiem pactsoputese, TakoM kak JIM® i TI'®, npusonut
K moJy4yeHuro coenuHenus ¢opmysbl (18). BzaumoneiictBue coemunenust dopmyibst (18) ¢
HNOAXOASLINM 3aMELICHHBIM CJIOXKHBIM IHHAKOJIOBBIM 3(pupoM  4-HuUTpoheHMIO0pOHOBOI
kucnotel (popmynsl (10) B NPUCYTCTBHM TOIXOASAIIETO OCHOBAHUS W PACTBOPHUTEN U
NOCJIeAYIOlIee BOCCTAHOBIJIEHHE HUTPOTPYIIIbI C IPUMEHEHHEM MTOPOLIKA JKeJie3a B IPUCYTCTBUU
BOJITHOM YKCYCHOM KHCJIOTBI WJIH XJIOPU/Ia aMMOHHS IPUBOJAT K MOJYUYEHHUIO COOTBETCTBYIOLIETO
amMuHOBOrO coemuHeHus: Gopmyssl (1c¢). [Tomxonsinee OCHOBaHHE, NMPUMEHSIEMOE B PEAKIUU
coueTaHus, Moxker mnpencraBiasaTh coboit Na)COs, EtsN, DIPEA, nupumun wiu DMAP.
IMoaxonsiiuii pacTBOpUTENH MOKET ObITh BBIOpaH u3 3Tanojda, JIMCO, Boaer, CH>Cly, IM® u

TI'® unu ux KOMOUHALIMUA.

OO6muii mogxox Ans nonydenus coenunenus popmyisl (1d) (rne R?, RY, ‘n’ u ‘p’ Takue,
KaK onpejeNeHo B obimeM onucanuu, u R’ npencrasnsier co6oit Ci.s amkun unu rangored-Ci-g

aJNKuiT) n300pakeH Ha CXeMe CUHTe3a 7.

Cxema cunresa 7

(R“)p ¥ n(R2 NG

bt \
77 OEt J\j N
2 - PP O,N “ ] NO2 Loccran. L A~ NH
CHﬁﬁ, Ej)‘\/k R7 (21) y >N\ » g I
= " oCH. 7 pacTB-Nb S ,\5" (RY, pacTe-nb /_NN b
n (15) paCTAB-nb 20) A R 22) RY (10

BiaumonelicTBre MOIXOSIIEr0 3aMEIeHHOTO aleTopeHOHOBOTO coenuHenHwus popmydsl (15) co
CJIOKHBIM 3THJIOBBIM 3¢upoM ¢(opmynbl (19) B mpuCYTCTBUM OCHOBAaHUS B TOAXOSIIEM

pacTBOpuUTeNie MPUBOANUT K MOJMy4YeHUIO coenuHeHust ¢popmydsl (20). Tlogxopsinee OCHOBaHUE,
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NPUMEHSIEMOE B PEAKLIUN, MOKET NMPEICTABIISATh COOON MMAPUI HATPUS, METOKCcHU HaTpus (25% B
meranone), DIPEA wnn nupunun. Tlogxonsammii pacTBOPUTENb MOXKET OBITh BBIOPAH U3 METHII-
mpem-6ytunosoro 3¢upa, CHCl;, IM® u TI'® wmm ux komOmHaumu. B3ammopelicTeue
coenuneHus1 popmydsl (20) ¢ MOAXOAAINM 3aMeIleHHBIM (DEHMITHAPA3HHOBBIM COETUHEHUEM

5  ¢opmynsl (21) B mogxoasimeM pacTBOPHUTENE MPUBOIUT K MOJYUEHHIO CBSI3AHHOTO C MTUPA30JIOM
3aMeIeHHOro (peHUII0BOro coennneHust popmysl (22). Iloaxopsinuii pacTBOPUTEb MOXKET OBITH
BBIOpaH U3 3TaHoNa, 2,2, 2-tpudropatanona, JJM® u TT'® unu nx komOnHaumu. BoccraHoBneHne
HUTPOTPYIIIbI B COEAUHEHUU (GopMyIbl (22) ¢ MPUMEHEHHEM IMOPOIIKA JKejle3a B MPHUCYTCTBUU
BOJTHON YKCYCHOM KHCJIOTBI HJIH XJIOPHUJA aMMOHHUSI IPUBOAUT K MOJYYEHUIO COOTBETCTBYIOLIETO

10  amuHOBOro coenuHeHus ¢opmyisl (1d). BzaumoneiicTBue MOXHO MPOBOAMTH B MOAXOAALIEM

pactBopurere, BbiopanHoM u3 3tanona, Boasl, CH>Cly, CHCl3, IM® u TT'® min nx KOMOUHAIHH.

IMonxon ans nonyyeHus coenunenus gopmyast (1e) (rme R R*, R, R¥ RY, X, ‘m’, ‘n’,

‘P’ u ‘t’ Takue, KaK ONpeaeNieHo B 00IIeM OMMCaHUN) H300paXkeH Ha CXeMe CHHTe3a 8.

Cxema cunresa 8

H3C CH3 (Rz) (RZ)n
RY%. & "
pl\\ B xCHs R R’<
CHj, y-\
N Hal ON Ny Hal @R xeH N
3, _f (10) Rm N R —
(R )m [ A )m k
“N” Hal Pd katanusartop OCHOBaHue,
6a) OCHOBaHue, (R4 7 No, pacTB-nb 4
pacTtBopuTenb (11a) A R )P
R?) “
n
(B)
- R*
paCTAB b Ry BOCCTaH.
@3) X-H pacTB-nb
) H3C ch, G Ry
B w9 :
. Pxay Bo X CHs KR RX
Ky O CHs R BOCCTaHOBUTENb
R O.N N X
N X (10) RY)m —
ROl 1 ROm7 pacteoputens (R )mT 2
(Rm N Hal Pd kaTtanusarop N"YS
Z
OCHOBaHWe, RY / NO, (R4) NH2
(25) pacTrBopuUTENb p p
15 24 (1e)

B3anmMopnelicTBie MOAXOIAIIEro 3aMELIEHHOTO TUTAJIOTEHCOAEPIKAIIEro COequHEHNsT (HOpMYyJIbI
(6a) (rme Hal mnpencraBnsier coOOW TrajlioreH) ¢ MOAXOASIIUM 3aMEIIEHHBIM CJIOKHBIM
NMHAKOJIOBBIM 3¢upoM 4-HuTpodeHnnooponoBori kuciotel (opmyner (10) ¢ mpuMeHeHHEM
NaJJTAUEBOr0  KaTajiu3aropa B MPHUCYTCTBUM MMOOXOASIIEr0 OCHOBAHUS B TOAXOISAIIEM
20  pacTBOpHUTEJIEe NMPUBOIUT K MONydeHUto coenunenus: ¢popmyisl (11a). Ilogxoxnsimee ocHOBaHUE,
NPUMEHSIEMOE B PEAKIMH, MOXKET NMPEACTABISTh CO00M KapOOHAT HATpusl, KapOOHAT KaIHs WU
kapOoHat uesus. PacrBopurens moxer ObiTh BbiOpaH u3 JIMCO, JIM®, Bonbl UM UX CMECH.
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3amemienne ranoreHuna B coenuHeHnu (opmynbl (11a) Ha coempmHenue ¢opmyisl (23) ¢
NPUMEHEHUEM TIOAXOSIIEr0 OCHOBAHUS B PACTBOPHUTENE MPUBOAUT K MOJYYCHUIO COCTUHEHUS
dopmyinl (24). Tlonxonsinee OCHOBaHKE, TPUMEHSIEMOE B PEAKLIUU, MOKET MIPEICTABISTh COOOMH
kapOoHaT HaTpus, kKapOoHaT Kanus, kapOoHar me3wst win ¢ropun ne3us. llogxomsimumii
pactBopurenb Moxer ObiTh BeIOpaH u3 JIMCO, Bonel, IM® u TT'® unn ux komOuHanmu. B
Ka4ecTBe aJNbTEPHATUBBI peakuus 3aMeIIeHus MOJIXOALIETO 3aMELIEHHOTO
IUTAJIOTEHITUPA3HHOBOTO coennHeHuss ¢opmynsl (6a) ¢ coenuHeHueMm Gopmynsr (23) ¢
NPUMEHEHHUEM TOAXOSINEr0 OCHOBAHUS B PACTBOPHUTENE MPUBOAUT K MOJYYCHUIO COCTUHEHUS
dopmysibl (25), U3 KOTOPOro MyTeM B3aHMMOACHCTBHUSI C COOTBETCTBYIOIIMM 3aMELICHHBIM
CJIO)KHBIM THHAKOJIOBBIM 3¢upoM 4-HuUTpodeHmnoopoHoBoi kuciotel ¢opmynsl (10) ¢
NPUMEHEHUEM MAaJUIaANeBOr0 KaTalu3aTopa B NPUCYTCTBHH MOAXOASIIEr0O OCHOBAHMUA B
MOJXOMSIIEM pacTBopuTese obpasyercs: coequHeHne (Gopmysibl (24) B T€X K€ PeaKIHOHHBIX
YCJIOBUSIX, YTO OMHUCAHBbI BbIlle. BoccTaHOBIEHHE HUTPOTPYIIIEI B COeAMHEHIH (popmydbl (24) ¢
NPUMEHEHHEM TMOpOLIKa Kejle3a B INMPHCYTCTBUU BOJHOW YKCYCHOM KHCIIOTBI HJIM XJIOpUZA
AMMOHHS TIPHUBOZUT K IMOJYYEHHIO COOTBETCTBYIOLIETO aMUHOBOTO coennHeHus gopmyisl (1e).
PactBopuTens, IpUMEHsIeMbI B PEaKLIUH, MOXKET ObITh BBIOpaH U3 3TaHoja, BoabL JM®, IMCO

WJIN UX CMECH.

Jpyroii moxxox mns monyuenus: coenunennst opmynsl (le) (rme R2 R3, R* RX RY, X,

m’, ‘n’, ‘p’ u ‘t’ Takue, KaK ONMpeneseHo B 00IIeM OMUCaHNK) H300pakeH Ha cXxeMe CUHTe3a 9.

Cxema cunTesa 9

(R, (B R HsC o, (BY R
R e B
t e
HoN

N_X
o ch X  ROL
m QN/ Hal _—  » ( m_ N N
al ocHoBaHue, “N™ Hal Pd KaTanm3aTop »
pacTBOPUTENDb OCHOBaHwue, RS /"~ NH,
(6a) (25) pacTBOpUTENDb P (1e)

Peakuus 3amemieHuss TOAXOINETO 3aMELICHHOTO AHMTaJIOTeHCOAEPIKAIIEero COeNUHEHHS
dopmynbl (6a) (rme Hal mpencrasisier coboit ramoreH) ¢ coenuHeHuem Gopmyisl (23) ¢
MPUMEHEHHUEM TIOXOSINer0 OCHOBAHUS U PACTBOPUTEJISI MPUBOAUT K TOJNYYEHUIO COSTUHEHUS
dopmyiel (25). Tlonxonsinee OCHOBaHKE, MPUMEHSIEMOE B PEAKLIUU, MOKET MIPEICTABISTh COOOMH
kapOoHaT HaTpusi, KapOoHAaT Kanus, kapOoHar me3us win ¢ropun nesus. llogxomsimuii
pactBopurenb MoxkeT ObiTh BhIOpaH u3 JIMCO, Bombl, JIM® u TI'® wnm ux KOMOWHALHH.
Bszaumoneticteue coequHenust (opmysbl (25) € MOAXOAAIIAM 3aMEIIEHHBIM  CJIOKHBIM

MUHAKOJIOBBIM 3(pUpoM 4-aMUHO(DEHUIOOPOHOBOH KUCIOTHI (opmynbel (9) ¢ TpUMeHeHHeM
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MaJUIAINeBOTO  KaTaju3aTopa B MPUCYTCTBUM OCHOBAaHUS U TMOAXONSINErO pPacTBOPHUTENS
MPUBOAUT K MOJYYSHHIO aHHJIUHOBOTO coenuHeHus: ¢popmyinl (le). Ilonxonsinee ocHOBaHWHE,
NPUMEHSIEMOE B Peakiuy, MoxkeT npenctaBisaTe codoit NapCOs, KoCOs nnu kapOoHat nesus.
BzaumonelicTBe MOKHO NPOBOAWTH B pacTBOpUTENe, BbIOpaHHOM u3 1,4-muokcana, JIMCO,

BoabL, JIM® u TT'® wiu ux KOMOHWHAIIUH.

IMoaxon ans nonyuenus coenunenns popmynsi (1f) (rme R?, R*, R, R RY, X, ‘m’, ‘n’,
‘P’ u ‘t’ Takue, Kak onpeneneHo B obmem omucaHuu, U R® mpencrasusier coboit Cis amku)

n300paxeH Ha cxeme cuHTe3a 10.

Cxema cunresa 10

(R%)n i) g (R®)n ‘3 (R?)n
RX RX
R \H TR
(R3) _ENIHaI (26) 2 R3 ﬁN\ NH RE-X R N NRS
m U 2 _— T —_— -
N""Hz ocuosanue, ™ SN* Ha N-ankunuposatme “N”Hal

(6a) pacTtBopuUTENb @27) (28)
HsC

H
CUNAY
Ny B g CHs R
H N’U e T
2

9) N NR

Pd katanusarop N N
OCHOBaHMUe, |,
pactsopuTenb (R /
p

(19

oo

Peakuus 3amelieHuss TOAXOSINErO 3aMELICHHOTO AHMTaJIONTeHCOAEPIKAIIEero COeIUHEHHSI
dopmynbl (6a) (rme Hal mpencrasisier coboit ranoreH) ¢ coemuHeHuem (opmyibl (26) ¢
NPUMEHEHUEM TIOAXOSIINEr0 OCHOBAHUSI M PACTBOPUTENSI MIPUBOIUT K MOJYYCHUIO COCAMHEHUS
dopmyibl (27). Tlonxonsinee OCHOBaHKE, MPUMEHSIEMOE B PEAKLIUU, MOKET MPEICTABISITh COOOM
kapOoHAT HaTpusi, kapOoHaT Kanus, kapOoHar me3us wiu ¢ropun nesus. [logxomsimuii
pactBopuresb MoxeT ObiTh BoiOpan u3 JIMCO, Boxasl, IM® u TI'® wnu ux komOuHammu. N-
ANKUJIMPOBAHUE  aMHHOBOTO  MpOW3BOAHOrO  Qopmynsl  (27) € COOTBETCTBYIOIIUM
ankuiranorenunom (R8-X) B mpucyTcTBIM MOAXOAAIIEr0 OCHOBAHMS, TAKOTO KaK MUPU/T HATPHS,
U pactBopuTes, Takoro kak TI'®, JIM® unu 1,4-11oKkcaH, NPUBOAUT K MOJYYEHUIO COEANHEHUS
dopmysl (28). Peakiust coueranusi coequHeHus1 Gopmydsl (28) ¢ MOAXOMSMINUM 3aMEIIeHHBIM
CJIO)KHBIM TIHHAKOJIOBBIM 3(upoM 4-aMuHOPEHUIOOPOHOBOH KHUCIOTHI dopmynel (9) ¢
NPUMEHEHHEM TMaJUIAINeBOr0 KaTalu3aTopa B MPHUCYTCTBUM OCHOBAHUS M TOAXOISIIErO
pacTBOPUTENS MPUBOIAHUT K MOJYYEHHUIO aHWIMHOBOrO coenuHenus: Gpopmyinl (1f). Tlogxonsmee

OCHOBAHUE, MPUMEHSIEMOE B PEAKIINHU, MOKET MpencTaBisith codoit NaxCOs, K»CO3 wu kapOoHaT
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nesus. B3amMopelcTBHe MOXKHO TNPOBOOWTH B PAaCTBOPHUTENE, BHIOPAaHHOM M3 1,4-IHMOKCaHa,

JIMCO, Boapr, IM® u TT'® unn ux KOMOMHALIHH.

O6muii moaxon s momydeHus coemuHenus popmynsl (2) (rme RY, R’ u ‘q’ Takume, kak

orpeaesieHo B 00IIeM ONMUCAHNH) H300pakeH Ha cxeme cuHTe3a 11.

Cxema cunresa 11

R ©

1 SH 5 R®
Oy e ®n St TN SR pouy acomy
Z —_— |
Hal oo k-Ta Jlblonca Hal” pacTBOpUTENb Hal” ~Z Pd kart., oCH.,
(29) pacTBOPUTENb (30) (31) pacTBOpUTENb
R5
paCTB nb t
(32)

BzaumoneiicTBre MOAXOMIIETO 3aMEIIEHHOTO (PEHMIIKETOHOBOrO coeanHeHus Gopmyisl (29)
(rme Hal mpencraBisier coboii ramoren) ¢ 3TaH-1,2-TUTHOJIOM B NPUCYTCTBUH MOAXOZSINEH
KUCNOTHI JIpIOWCA B MOIXOASAINEM PACTBOPUTENE MPUBOIUT K IOJYYEHHIO THOALETAJIEBOIO
coenunenust popmybl (30). IMomxonsimas kucnora JIprouca, npuMeHsiemasi B PeakLUU, MOXKET
npeACTaBysITh coOoi audTHI(GupaT TpudTopuna O6opa, ¥ MOAXOASLIHI PACTBOPUTENH MOXKET
obitb BbiOpan u3 CHxCly, CHCl;, IM® u TI'®. U3 coemunenus: ¢opmyner (30) mpu
B3auMoneiicTBun ¢ Kkomruiekcom HF-mupuauH B npucytcTBuu  N-HOACYKUMHUMHAA B
MOXOMSINEM pacTBOpUTeNie oOpasyercs audTopconmepskaiiee coenvHenue ¢opmynbl (31).
INonxonsinee OCHOBaHUE, MPUMEHSEMOE B PEAKIMU, MOXKET MPEACTaBJIATh COOON MHPHUIUH.
3amMeleHre TajJoOreHOBOW TIpynmbl B coeauHeHHH Qopmynbl (31) mpem-OyTtunaueratom B
NPUCYTCTBUM MAJJIAMEBOr0 KaTaiu3aTopa M MMOAXOMASAIIEr0 OCHOBaHHS B MOAXOISIIEM
pacTBOpUTENE MPUBOAMT K TOJYYECHUIO CIOXKHO3(pHUPHOro coenuHeHus ¢opmynsl (32).
INonxonsinee OCHOBaHME MOXKET MPEACTABISATh COOOW IMUMKIOTEKCHJIAMUH JIUTHS, U
NOAXOSAIIHNHA PACTBOPUTENb MOXKET NPEACTABIATh COO0H Toyos. U3 coenunenns ¢popmydsl (32)
NpH YAAJSHUHU 3AIMUTHBIX TPYIIN ¢ MPUMEHEHHEM TPU(PTOPYKCYCHON KUCIOTHI B MOAXOSIIEM
pactBopurenie obpasyercsi coenqunenue Gopmysl (2). [ogxoasimuii paCTBOPUTENH MOKET OBITH

BoIOpan w3 CH,Cl,, CHCl3, IM® u TT'®.

O6muit moxxox a71s mofydeHus coenuHenns popmyisl (3) (rne R®, R’ u ‘q’ Takue, kak

onpeaesieHo B 00IeM ONMUCAaHNH) H300pakeH Ha cxeme chHTe3a 12.

Cxema cunresa 12
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F. R) (R5) FF
(R®) F°F o\ a OH
O e~ Hal (34) 0 AR OE _-BuBr El LioH, LiOH.H,Q D
/U\/O/ | 7 o Z 0
HO .

Cu, pacTtB-nb pacte-nb O
(33) P (39) (36) h’ (37)

(R%q, FF CHa

5
R R RF o
1. (COCI); S\D)S(Nocm RP-MgX mRb Ty m R
2. NMe(OMe).HCI Xo # O pacTB-nb HO # 0
(3)

pacTB-nb o
(38) k (39)

Konpencanus noaxonsiei 3aMeleHHON (eHmIykcycHol kucnotel ¢dopmynsl (33) (rme Hal
npeacTaBisier co0oi ranoreH) ¢ stwi-oOpom(audrop)aneratom (34) B NPUCYTCTBUM IOPOIIKA
MeIu B TOAXONAILIEM PpAacTBOPUTENE MNPUBOAUT K IOJYYEHHIO AUQTOpCOmEpsKaIlero
cnoxkHodpupHOro coenunHenus ¢opmynst (35). Ilogxonpsammii pacTBOPUTENb, NMPUMEHSEMBIH B
yKa3aHHOU peakluu, MoxeT npeactasisatb codboit JIMCO wiu [IM®. Beenenue 3auTHBIX TPy
B KapOOHOBYIO KUCIOTY (35) ¢ mpuMeHeHueM mpem-0yTunopoMusia B MPUCYTCTBUN KapOoHaTa
cepeOpa B KaueCTBE OCHOBAHUS M C NMPUMEHEHHEM IOAXOASLIErO PACTBOPUTENS] MPHUBOAUT K
nojyyeHutro coenuHenusi ¢opmyiel (36). Ioaxopsmuii pacTBOpHUTETh MOXKET MPEACTABIATDH
coboit CHxClp, TT® nmm ux cmech. CeneKTHUBHBINA TMAPOIN3 IPYIIIBI CIOKHOTO 3TUIIOBOTO ddupa
B coefinHeHnH (GopMyibl (36) ¢ IPHUMEHEHHEM MOHOTHIPATa THAPOKCUIA JIUTHS B OAXOSIIEM
pacTBOpUTENie MPUBOIUT K MOJYUEHHIO KUCJIOTHOTO coenuHeHust ¢popmyiisl (37). Tloaxonpsummit
pacTBOpUTENb MOKET TipeacTanisath coboi TT'®, CH3OH, Boxy unu ux cMech. B3aumoneiicteue
coenuHeHust (37) ¢ XJIOPaHTHIPHIOM IIABEJIEBOW KHCIOTHI TMPUBOAUT K TOJTYyYEHHIO
COOTBETCTBYIOLIETO XJIOPAHTHAPUAA, U3 KOTOPOTO MPHU B3aUMOAECHCTBUU C rHApoxJopuaom N,0-
IVUMETHITHIPOKCUIIAMUHA B IPUCYTCTBUH OCHOBAHUS B MOAXOSIIIEM PACTBOPUTENE 00paszyercs
amup Batinpe6a ¢popmyasr (38). [Togxonsimumii pacTBOpUTENb MOXKET npenctasisite coboit CH2Cly
win TI'®. B3anmopeticteue mo peakuuu ['punbsipa coenuHenus Gpopmydsl (38) ¢ moaxonammum
rajoreHuIoM ankunmaraus Gopmynsl R°®MgX B moaxonsieM pacTBOpHUTeNe, TAkoM Kak TI'®d,
NPUBOAUT K TIONYYEHUIO AUPTOPKETOHOBOrO coemuHeHus ¢opmynbl  (39). Tmapomms
CIOKHO3(UPHOHN rpynmbl B coeanHeHUH (39) ¢ mpuMeHeHHeM TPpU(TOPYKCYCHOH KHCIOTHI B
MOJXOMAIIEM PACTBOPHUTENE MPHBOAMT K MOJYYEHUIO KUCIOTHI ¢opmyinsl (3). INomxomsmuit

pactBopuresb MoxkeT ObITh BoiOpaH u3 CH>Cly, CHCl3, IM® u TT'® wiu ux KOMOWHATIWH.

OO6wmuii noaxon Ans monydenusi coenunenus Gopmynbl (5) (rme R® u ‘q’ Takue, kak
onpeneneHo B obmeM onucanuu, 1 R® npencrapnser coboit Ci.s ankun) u3o0paxkeH Ha cXeme

cuHTes3a 13.

Cxema cunresa 13
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B
(R r5(K0Et (R® )q TpeT-6yTun-
oy Hal OEt BOCCT q R%q F o6
U (34) Com _ROX, I\\ OR®  guertar
Hal' > ¢y pacte-nb Hal' 1 1
(40) P @1) Hal (42) CH.  Hal @43  Pdxat. ocH.
paCTB'“b pacTB-Nb

5
paCTB nb HO Z
(%)

(44)

B3anmMopelicTBie MOAXONAIIEro 3aMELIEHHOTO JUTAJIOT€HCOAEPIKAIEro CoOequHEeHNsT (POpMYJIIbI
(40) (rme Hal' u Hal? npeacraBnsior co6oii rajgoren) ¢ 5Tuia-6pomM(augrop)aneratoM GopMy bl
(34) B mpUCYTCTBHM IOPOIIKA MEOH B IMOAXOISAIIEM PAaCTBOPUTENE MPUBOAUT K IOJYUYEHHUIO
oudTopconepkaiiero  cinoxkHosupHoro  coemunenuss  ¢opmyssl  (41).  Tloaxomsimumii
pPacTBOpUTENb, IPUMEHSIEMBbIH B YKa3aHHOHW PEeaKLUH, MOXeT npencTasistb codboit JIMCO wnun
JIM®. U3 coenunenust Gopmyibl (41) mpu BOCCTAHOBJIEHHMH C NPHUMEHEHHEM IMOAXOJSAIIErO
BOCCTAHOBUTEJIS] B MOAXOSIIEM PacTBOPHUTENE 00pa3yeTcsi THAPOKCUIICOAepIKalee COeNNHEHUE
bopmyibl (42). [Toaxoasiiuii pUMEHsSIEMbIil PACTBOPUTENb MOXKET MPEACTABISATh COOOH ATaHON
WIN METaHOJ, U NOAXOSIINI BOCCTAHOBUTEIb MOXKET IPEICTABISITh COOOH OOprupu HaTpHs.
Bsaumoneiicteue coenunenus GopMynsl (42) ¢ alKuIupyromuM coeauHenneM Gopmynbt (R6-X)
(rme X mpencrapisier coOOit rajoreH) ¢ NPUMEHEHNUEM MTOXOSIIEr0 OCHOBAHUS B MOAXOSAIIEM
pacTBopuTeNie MPUBOAUT K MOJy4YeHUIO coeawHeHus Gopmyibl (43). Tloaxopsiiee OCHOBaHHE
MOKET MPEACTaBIATh COOOM THMIPHUI HATPUS, U PACTBOPUTENb MOXKeT ObITh BbiOpaH u3z CHaCly,
CHCl3, AM® u TT'® unu ux koMOUHaIMK. 3aMelLIeHNe raloreHna B coenuHeHnn Gopmyibl (43)
mpem-0yTHJIALIETATOM B MPHUCYTCTBUH NMAJUIAIUEBOTO KaTaJIN3aTOPA, OCHOBAHUS B TIOAXOMSLIEM
pacTBOpuUTeNie MPUBOAMUT K MOJYYCHUIO coenuHeHust ¢popmydsl (44). Tlogxopsinee OCHOBaHUE,
NpUMEHsIeMOe B peakiuu, MokeT mpenctaBisate cobori EtsN, DIPEA, mupunun wiu DMAP.
Ynanenue 3alUTHBIX TPYNN B coenuHeHHH (44) ¢ mpuMeHeHneM TPU(PTOPYKCYCHON KHCIOTHI
NPUBOIUT K TMOJNYYCHHUIO KapOOHOBOW KHCIOTHI (opmyisl (5). B3aumoneiicTBue MOXKHO
NPOBOAUTH B TMOIXOASIIEM pAcTBOpPHUTENEe WIM B CcMecH pactBoputened. [loaxonsimmii

pactBopurenb MoxkeT ObITh BoiOpaH u3 CH>Cly, CHCl3, IM® u TT'®@ wiu ux KOMOUHATIHH.

OO0wmuii moxxoxn st mony4deHus: coequnenuii Gopmysl (Ib-i) (roe kompo A, kombio B,
L,R® R2 R* R* R’ ‘n’, ‘m’, ‘p’ u ‘q’ Takue, KaK ONpeNeeHO B OOIIEM ONICAHNN) H300paxeH

Ha cxeMe cuHTe3a 14.

Cxema cunresa 14
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4
R )p BOCCTAHOBIEHMNE

R3) \@ONT/\OI _xapanioe o @ON»H/\Q\;
R%)

(Ib-i)

BoccranoBneHne keTOHOBOM IPYMIIBI B COSAMHEHUH (POpMYIIBI (4) C MPUMEHEHHEM MOIXOMASIIETO
XUPAJTBHOTO BOCCTAHOBUTEJS B MOAXOASIIEM PACTBOPUTEINE IPUBOAHT K MOJYUEHUIO OJHOTO M3
U30MEPOB TUAPOKCHICoAepkaiero coeanHeHust ¢opmynel (Ib-i)) B kauecTBe OCHOBHOTO
nponykra. Ilogxoasmuii XxupaabHbII BOCCTAHOBUTENb MOXET ObITh BbIOpaH u3 (R mmm S)-2-
metun-CBS-okcazaboponuanHa B NPUCYTCTBHM AUMETHICYJIb(puna OopaHa, TMAPUPOBAHUS C
npumeHenuem auranorenuna BINAP-Ru , Hy/kommnekc pyrenuii-(qudocdan)2(anamMuH)z 1 T.1.
IMoaxopsiiuii pacTBOpuTENb MOKET npenctasisite coboit TI'®, JIXM unu [IM®. TTomyueHHbIi
M30Mep MOKHO JIOTIOJIHUTENIbHO OYHUIIATh COTJIACHO PA3JIMYHbIM CHOCO0aM OYMCTKH, H3BECTHBIM

B IAHHOM 00JIACTU TEXHUKMU.

DKCIEepUMEHTAIbHAS YaCTh

Ecmu ve ykaszaHo mHOe, 00paboTka MPOAYKTa BKIIOYAET PacIperesieHHe PeaKIHOHHON
CMECH MEXAY OpPraHHYecKOH M BOAHOH (ha30i, Kak yKa3aHO B CKOOKaxX, pa3feseHue CIOeB U
CYIIKYy OpraHU4YecKOro cJjios Hanx CyiabparoM HaTtpus, (UIbTPOBAHHME U BBIIAPUBAHUE
pactBoputensi. OUNCTKA, €CIIM HEe YKAa3aHO MHOE, BKIIIOYAET OYHUCTKY criocodamMu XpoMarorpapuu
Ha CHJIMKareje, OObIYHO C MPUMEHEHHEM CMECH 3TUJIALeTaT/TIeTPOJCHHBIA 3Up MOAXONAIIeH
MIOJISIPHOCTH B Ka4€CTBE MOABMKHOM (hasbl. MIcHoIp30BaHNE IPYTUX CUCTEM JJIFOCHTOB YKa3aHO B

CKOOKax.

CokpartieHusi, CUMBOJIBI U TEPMHHBI, HUCIOJb3yE€Mble B TMPHMEPAaX U HCCICIOBAHUSX,
UMEIOT CIeNyroLIe 3HAYEHUS: JAXM: IUXJIOPMETAH, JIMCO-ds:
rexcaneiireponumeruncyabpokcun; JIMCO mumeruncyabdokcun; 'H SAMP: npoToHHbI
SIePHBbIH MarHUTHBIA pe3oHanc, [IM®: N, N-mumerundopmamun; EDCI-HCI: runpoxnopun 1-
3THN-3-(3-quMmerunamuHonponwi)kapoonuumuna, HOBT: 1-ruppokcubensorpuaszon; NaOH:
rugpokcun Harpusi, KOH: rumpokcun xamus; LiOH: runpokcun nutusi; DIPEA: N, N-
nuusonpommnTIiamMuH; TI'®: terparunpodypan; HCl: xnopoomoponHas kucnora; NaxSOjs:
cynbdat Hatpusi, NaHCOs3: bukapOoHat HaTpust.J: KOHCTaHTa CIIMH-CIIMHOBOTO B3aMMOACHCTBUS
B I'1y; u: wac(-w1); mun: MunyThl, KT win k.T.. koMHaTHas Temneparypa (22-26°C); o: opTo-; M-:
Mera-; n-: mnapa, XHWAJ-MC: wmacc-ciekTpoMeTpusi € XUMHUYECKOH HOHM3alueill mnpu

aTMocdepHoM nasiennn; Ml I: Merarepiy, BOJIH. . BOJHBIA.

IIpoMeXKYTOUYHbBIE COeTHHEHHS
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IIpomexxyTouHoe coequHenue 1

4-[3-(4-xnopdennn)nupazun-2-mi|aHUIHH

Cl

®

N
(N

SAk

Cranus 1: 2-xnop-3-(4-xnop¢eHnn)nupasus

Cl

NN Ll

(_N
B pactBop 2,3-nuxnopnupasuna (500 mr, 3,35 mmonb), 4-x10pheHun00pOHOBON KUCIOTHI (472
mr, 3,02 Mmmoitb) 1 MOHOTHIpaTa kKapOoHara Hatpust (1,2 1, 10,05 mmonb) B ecmecu IMCO u BozbI
(10 ML, 3:1) npu nepeMelInBaHuU n00aBIsITH [1,1'-
ouc(mudennnpochuno)peppouer|nuxnopnamanuii (II) (122 wmr, 0,16 mmomp) mpu KT.
PeaxiinonHy10 cMech TPYIKIBI IeTa3UPOBAIN U MIPOAYBAJIM a30TOM Iepen HarpeBaHueM rnpu 80°C
B TeyeHue 16 wacoB. Cmech oxnaxnmanu a0 KT u pasbasmsuin stunaneratom (30 m).
Opranuveckuii pacTBOp mpombiBasid Bogoi (30 M) u coneBbiM pactBopoM (30 mu). Ypansm
PacTBOPUTEIb MTPH MOHIKEHHOM JaBJICHUH U OYHUILAJH ITOJTyYEHHBIH OCTATOK MyTEM KOJIOHOYHOU
xpomaTorpaduy Ha CHIMKarese ¢ nonydenueM 320 Mr nenesoro npoxykra; 'H SIMP (300 MI1,
CDCl3) 67,47 (d,J=7,2Tu, 2H), 7,76 (d, J=7,2 T'u, 2H), 8,35 (d, /= 1,8 'y, 1H), 8,58 (d, J =
1,8 I'u, 1H).

Cranus 2: 4-[3-(4-xnopdennn)nupasun-2-mi |aHUIHH

VYKazaHHOE COCOMHEHHE TOJNyYadd IyTeM B3aUMOJEHCTBHS MPOMEKYTOYHOTO COEIMHEHHUS,
nojgydeHHoro Ha craaud 1 (310 wmr, 1,38 MMonb), ¢ THHAKOJOBBIM 3(upom 4-
amuHOpeHnNIO0poHOBOH kucaoThl (302 wmr, 1,38 MMoOmb) C TpPUMEHEHHEM MOHOTHApATa
kapOonara Hatpus (513 wmr, 4,14 wmmomp) u [1,1-Ouc(mudenundocduno)dpepporeH]-
muxnopnaanus (1) (50 mr, 0,06 mmors) B cmecu IMCO u Bozs! (10 mut, 2:1) mpu KT cornacHo
croco0y, OMMCAaHHOMY Ha CTaJuu | MOJy4eHUs! MPOMEKYTOYHOrO coenquHeHus 1, momydanu 270
mr npoaykta; 'H IMP (300 MI'n, JIMCO-ds) 8 5,42 (s, 2H), 6,46 (d, J = 8,4 'y, 2H), 7,09 (d, J
= 8,4 Ty, 2H), 7,38-7,47 (m, 4H), 8,51 (s, 1H), 8,57 (s, 1H); XUAJI-MC (m/z) 282 (M+H)".

IIpomMexyTouHOEe coequHeHue 2
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[4-(1,1-mudropriponiun)perni|ykcycHast KHCIOTa

HO
o)

Cranus 1: 2-(4-6pombpennn)-2-stun-1,3-qurnonan

"
S .S

AT

B pactBop 4-6pomnponuodenona (2,01 r, 9,43 mmorb) B Oe3BogHOM auxjopmerane (20 mit) npu
nepeMelnBaHuy 100aBisu nuaTUdGupat tpudropuna 6opa (0,49 mi, 4,71 mmons) u 3tas-1,2-
autuon (1,57 mun, 18,8 MMonp). PeakiinonHyto cmech nepememuBany B Tedenue Houn npu KT.
Cwmecnb paszbasnsimu auxsnopMeranoM (10 mur), npombiBanu 10% pacTBOpoM ruppokcHuia HaTpUs
(10 mu), Bomoit (20 mu) u coneBbIM pacTBOpoM (20 mur). OpraHuuecKHil CIOH CyLIMJIN Hax
6e3BOIHBIM CYJIb(ATOM HATPHSL U KOHLEHTPUPOBAIH NPU MIOHMKEHHOM JIABJICHHHU C ITOJyYeHHUEM
2,21 r TutynbHoro npoaykra; H SIMP (300 MI'u, CDCl3) 8 0,89 (t,J = 7,5 T'u, 3H), 2,33 (q, J =
7,5 'y, 2H), 3,19-3,32 (m, 2H), 3,34-3,41 (m, 2H), 7,41 (d, /= 8,1 I'y, 2H), 7,56 (d, /= 8,1 I'y,
2H); XUAJ-MC (m/z) 288 (M)".

Cranus 2: 1-6pom-4-(1,1-gudropnpomnun)denzon

Brm
FOF
B pactBop N-itogcykumanmuna (704 mr, 3,13 mmons) B auxmnopmerane (5,0 min) pu -20°C mpu
nepememuBanuK 100aBsu GropoBonopon B mupunuHe (70% (macc./mace.), 520 mxi, 20,88
MMOJIb) W TE€PEMEIIMBAJIN PAcTBOP NPU YKA3aHHOW TeMIepaType B TedyeHHe 2 MHHYT. B
PEAKLHMOHHYI0 CMeCh NOOABJSUTM PACTBOP IMPOMEKYTOYHOTO COCOMHEHUS, IOJyYEHHOTO Ha
cragun 1 (302 mr, 1,04 mmons), B muxnopmerane (5,0 min). [TonydeHHYIO CMECh IepeMeLIBaIN
npu -20°C B Teuenue 30 munyT. Cmech pa3dasisum H-rekcaHoM (5,0 mi), GunbTpoBaan uepes
OCHOBHBII OKCHJ aJIFOMUHHS U TPOMbIBaIH H-rekcanoM (30 mir). KoruenTpuposanu puisrpar u
pasbaBmsuin ocratok stuiauneraroM (50 mu). OO0benuHeHHble (uabTpaThl npombiBau 10%
tuocynbgpatom Hatpus (20 mi), 2% nepmanranatoM kaius (20 mir), Bogoit (20 mMiT) U CONEBbIM
pactBopoM (20 mur). OpraHudeckuil CJIOH Cymwin Haj Oe3BOOHBIM CyJb(haTOM HATpHS U
KOHIEeHTpupoBaitu. OCTaTOK OYMINAIN MyTeM KOJOHOYHOW Xpomarorpaduu Ha CHJIHMKAresie C

nonyuenuem 203 Mr TutyabHoro mpoaykra; 'H SIMP (300 MI'u, CDCls) § 0,97 (t, J = 7,5 'y,

48



10

15

20

25

3H), 2,02-2,21 (m, 2H), 7,33 (d, J = 8,1 T'w, 2H), 7,56 (d, J = 8,1 T'w, 2H); XUAJL-MC (m/z) 231
(M-H)".

Cranus 3: mpem-0ytun-[4-(1,1-nudroprnponmn)pernn]anerar

>(o
FUA

F'F
B pactBop nunmknorexcunamuna (2,04 mou, 10,25 mmonb) B O6e3BopHOM Tosyose (20 mur) mpu
nepememnBanny npu 0°C nobasmsmm #-Oytrmmmruit (1,6 M, 6,41 mn, 10,26 mmons). Yepes 5
MHUHYT B cMechb noOaBisuu mpem-Oytunanerat (1,15 mun, 8,55 MMmonp) u mepememnBanu B
teyeHue 15 munyT mpu 0°C. B ormenpHOl konOe cmemmBanu TetpadTopOopaT Tpu-mpent-
Ooytundochonus (248 mr, 0,85 mmonb) u Ouc(audbensununeHaneroHn)namwtanuii (0) (245 mr, 0,42
MMOJIb) U KOJIOY TPHXKIbl BAKYYMHUPOBAIN U 3AIOJHSUIA a30TOM. TBEpAyI0 CMeCh MOMELIalu B
toayon (10 M) M B MONYYEHHYIO CYCIEH3HIO IOOABJISUIM IMPOMEXYTOYHOE COCOHHEHHE,
nojiy4eHHoe Ha ctaauu 2 (2,01 r, 8,55 MMoub), 3aTeM nepByro cMech. [1oNTyueHHYI0 peaKkIIHOHHYEO
cMech nepemMernnBany B TeueHne Hour npu KT. Cmech pa3baisii 1uatrinossiM 3¢upom (50 mi),
¢upTpOBaIM uepe3 MOMIOKKY C LEJIMTOM M MPOMBIBAIM IUATWIOBBIM 3¢gupom (30 mi).
KoHuentpupoBanu ¢QuiabTpaT ¥ OYMINAIM MOJYYEHHbIH OCTATOK IyTE€M KOJIOHOYHOH
xpomaTorpaduy Ha CHIHKarese ¢ nonyuenueM 1,43 r nenesoro npoxykra; 'H SIMP (300 MI'1,
CDCl3) 6 0,98 (t, J= 7,5 T'y, 3H), 1,44 (s, 9H), 2,04-2,22 (m, 2H), 3,55 (s, 2H), 7,31 (d, J = 8,1
I'u, 2H), 7,41 (d, J= 8,1 'y, 2H).

Cragus 4: [4-(1, 1-gudToprporni)deHus | yKCyCHasi KHCJIOTa

B pacTBOp mpoOMeEKyTOYHOIO COeNMHEHHs, MmonydyeHHoro Ha craauu 3 (1,42 T, 5,25 MMonb), B
nuxjopmetane (20 mi) npu nepemermnuanuu npu 0°C nobasisuiv TpUGTOPYKCYCHYIO KHUCIIOTY
(10 mi1) 1 nepememuBanu cMech B TeueHue 1 waca nmpu KT. Beimapusanu pactBopuTenp U3
PEAKLIMOHHON CMECH M OUMINAJH MOJYYEHHBIH OCTATOK MyTeM KOJIOHOYHOH Xpomarorpaduu Ha
cunukaresie ¢ nonydenuem 491 mr nenesoro npoaykta;, 'H SIMP (300 MI'n, IMCO-ds) § 0,90 (t,
J=06,011, 3H), 2,11-2,28 (m, 2H), 3,63 (s, 2H), 7,33 (d, /= 8,4 'y, 2H), 7,42 (d, /= 8,4 'y, 2H),
12,42 (mup.s, 1H); XUAA-MC (m/z) 213 (M-H)".

IIpomMexxyTouHOe coequHeHue 3

4-(1,1-nu¢rop-2-okconporn)PpeHni | yKCyCHast KHCIIOTa

HO o
o)

FF
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Cranus 1: [4-(2-3TOKCH-1, 1 -mrdTOP-2-0KCOITHIN )PEeHUI [yKCYCHAsT KUCIIOTa

HOYW

? P<E O

B nepememmuBaemyro cycnensuto 4-iiopdenunykcycHoi kucnorsl (203 wr, 0,76 Mmomnb) H
nopormka Meau (193 wr, 3,05 mmons) B JIMCO (8,0 M) B repmeTndHOl podbupke nodaBisiim
stun-opomaudropanerar (196 mr, 1,52 Mmosb). PeakinOHHYIO CMeCh NIepeMEeITNBAINA B TEUCHHE
Houn nipu 60°C. Cwmecw oxnaxnamu 1o KT, racunmm BomHbM xjopunoM ammonus (30 mi) u
sKcTparupoBainy 3tuianeratoM (50 mia x2). OObenuHEHHbIE OPraHUYECKHEe CJIOW CYLIMJIN Hal
0e3BOAHBIM CYJIb()ATOM HATPUSl U KOHLIEHTPUPOBAJIU MIPU MOHWKEHHOM JaBieHuu. [lonyueHHbIi
OCTaTOK OYMIIAJU MyTEM KOJIOHOYHOH Xpomartorpaduu Ha CHiIMKareje ¢ nojydeHuem 171 mr
TuTynpHOrO mpoaykra; 'H SIMP (300 MI'u, IMCO-ds) § 1,22 (t, J = 6,0 T', 3H), 3,67 (s, 2H),
431(q,/=72Tn, 2H), 7,44 (d, J=8,1 I'y, 2H), 7,53 (d, J = 8,1 'y, 2H), 12,45 (s, 1H).

Cranust 2: >tun-2-(4-(2-(mpem-0yTokcu)-2-okcoa T )pernn)-2,2-nudropanerar

EPoy

B pacTBOp mpOMEKYTOYHOIO COenMHEHHs, nmonydyeHHoro Ha craauu 1 (3,3 r, 12,77 mMmonb), B
cMmecu auxyopmerana u TI'® (2:1, 90 mut) npu nepeMeInuBaHuy 100ABISLTH MOJIEKYJISIPHBIE CHTA
(4 A, 3,3 r) u xap6onat cepebdpa (10,6 T, 38,33 MMoub). PeakIIMOHHYIO CMeCh TIepeMeIIBAIN B
tedeHue 15 munyT, oxnaxnanu a0 0°C. B peakIMOHHYI CMeCh MO KaruisiM JT0OaBIsUIN mpem-
Oytunopomun (7,3 mi, 63,89 mmonb). CMech OCTaBJISIM HArpeBaTbCsl JO KOMHATHOMU
TEMIIepaTypbl U NEPEMELIUBAIN B TedeHUe HOuM. PUIbTPOBAIM CMECh 4Yepe3 MOIJIOKKY C
HeJUTOM W TmpombiBaiu  puxjopmeraHoM (100 wmi). Konuenrpuposamm QuubTpaT mnpu
MOHM)KEHHOM JIaBJICHUH M OYHUINAJIH TOJYYEHHBIH OCTATOK IyTeM KOJIOHOYHOM XpoMaTorpaduu ¢
nonydenueMm 1,82 r nponykra; 'H IMP (300 MI'u, IMCO-ds) 8 1,19 (t, J= 6,9 T'i, 3H), 1,37 (s,
9H), 3,64 (s, 2H), 4,28 (q,/=7,2Tu, 2H), 7,41 (d,/J=8,4 'y, 2H), 7,52 (d, /= 7,8 'y, 2H).

Cranus 3: 2-(4-(2-(mpem-6yToKcn)-2-0KCo3THI)eHmN )-2, 2-TUPTOPYKCYCHAS KUCIIOTA

>rok/©)&'o(

B pacTBOp MpOMEKYTOYHOrO COeNMHEHUs], OJy4eHHOro Ha ctaauu 2 (915 mr, 2,91 mmons), B

cmecu TI'®, meranoma u Boxbel (3:2:1, 30 mu) mpu 0°C mpum mepememmBaHUN 1OOABISIIN
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MOHOTHIpAT ruapokcuaa autus (366 mr, 8,73 MMoIb) U mepeMeInnBaIi CMeCh B TedeHue 1 yaca
npu KT. Peaknnonnyto cmecs nogkucisuia 1#. HCI no pH 2-3 u skcTparupoBaiv 3THIALETATOM
(50 mn x2). OOpenvHEHHBIE OPraHUYECKHE CIIOU CYIIMIN Haj O€3BOAHBIM CyJb(haToOM HATPUS U
KOHILIEHTPHPOBAJIH MPU MOHMKEHHOM JaBJEHUMH C TojyueHneM 839 Mr 1eneBoro npoaykra; 'H
SAMP (300 MI'y, IMCO-ds) 6 1,40 (s, 9H), 3,64 (s, 2H), 7,40 (d, /= 8,4 'y, 2H), 7,52 (d, /= 8,1
I'n, 2H).

Cranusa 4: mpem-6ytun-(4-{1,1-nu¢rop-2-[ MeTokcu(MeTHI )aMUHO|-2-0KCO3THI |} peHUT)arierat

>(0 ©

B pacTBOp mMpOMeEKyTOUHOrO COeNUHEHUs], oJy4eHHoro Ha ctaauu 3 (833 mr, 2,90 mMmorb), B
auxynopmerane (15 mun) mpu nepememuBanuu npu 0°C noGaBisiM XJIOPAHTHAPUA INABEJIEBOM
Kuciotsl (2,2 mu, 4,36 MMOJb) M KaTamuTHueckoe kojuuecTBo [IM®. PeakMoHHYIO cMech
OCTaB/sUIM MOCTeneHHO Harpesatbess A0 KT u mnepememmuBamu B TedeHHE 3  4acoOB.
KoHueHTprpoBaiu peakLHOHHYI0 CMeCh B MHEPTHOH aTrmocdepe ¢ MOJydYEeHHEM OCTaTKa,
KOTOpBIH pa3baisin auxjiopmeranoM (15 mi) u oxnaxnanu no 0°C. ITocne atoro nobaBisiiun
ruapoxiopun N,O-numerunruapokcunamuna (425 mr, 4,36 MMob), 3aTeM TpusTUiIaMuH (1,6 mu,
11,63 mmonb) u mnepemewmmBaiu cMmecb B Tedenue Houun npu KT. Cmech pazbaBisuiu
auxyiopmeraHoM (15 wmut), mpombiBaiM HachleHHbIM BOAH. pactBopoM NaHCOs (20 mi) u
coJieBbIM pactBopoM (20 mut). KoHLIEeHTprpOBaiyu OpraHuYecKuii CJI0OW M OYUINANIU MOJTyYeHHBIH
HEOYHIIICHHBII OCTATOK MyTeM KOJOHOYHOW Xpomarorpaduu Ha CHIHMKarese ¢ nojydeHuem 581
M TUTYJIBHOTO TipoaykTa; 'H AMP (300 MI'u, CDCls) & 1,43 (s, 9H), 3,21 (s, 2H), 3,56 (s, SH),
7,34 (d,J=17,.8Tu, 2H), 7,50 (d, /= 7,8 'y, 2H).

Cranus 5: mpem-0ytun-[4-(1,1-nudrop-2-okconponm)ennn|anerart

IO

B pacTBOp MpOMEKYTOYHOTO COeNUHEHUs], TOJy4eHHOro Ha ctanuu 4 (572 mr, 1,73 mMMmorns), B
TT'® (15 mu) npu nepememnBanuu nipu 0°C nobasmsuin 6pomun metunmaraus (1,15 mn, 3,47
MMOJIb) U TIEpEMEIINBAIA CMEeCh B TeUEHHE 2 4YacoB. Peakluio racuiii BOAHBIM PACTBOPOM
xjopuna aMMoHust (20 MIT) U 3KCTparupoBaiu cMmech stuianeratoM (50 vt x2). O0benMHEHHBIE
OpPTaHWYECKHUE CJIOM TPOMBIBAJIA COJIEBBIM pacTBOpoM (50 MJI) M KOHILIEHTPHPOBAIU TIPU

MOHMKEHHOM JaBlieHUH. [1onyueHHBII HEOUMIIEHHbI OCTATOK OYHMUIIAIM MyTEM KOJOHOYHOM
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Xpomartorpa(uu Ha CUNMKarese ¢ nonydenrem 369 mr nponykra; 'H AMP (300 MI'u, CDCIs) §
1,43 (s, 9H), 2,31 (s, 3H), 3,56 (s, 2H), 7,36 (d, /= 8,4 I'y, 2H), 7,50 (d, J = 7,8 'y, 2H), XUAI-
MC (m/z) 285 (M+H)".

Cranus 6: 4-(1,1-nudrop-2-okconponuin)peHu |ykcycHast KUCIOTa

VYKa3aHHOE COEOMHEHHE TOJNy4Yadd IyTeM B3aUMOJEHCTBHS NPOMEXKYTOYHOTO COEAUHEHHUs,
nojy4yeHHoro Ha craguu S5 (501 wmr, 1,76 mmons), ¢ TpudpTopykcycHoit kucnoroit (10 mi) B
muxjopmerane (10 wm) cormacHo cmocoOy, OMHCAHHOMY Ha CTangud 4  TOJNy4YeHust
MPOMEKYTOYHOTO COeMHEH s 2, noy4danu 379 mr npoaykra;, 'H AMP (300 MI'u, JIMCO-ds) &
2,36 (s, 3H), 3,66 (s, 2H), 7,43 (d, J=7,8 ', 2H), 7,52 (d, J= 8,4 'y, 2H), 12,22 (wmp.s, 1H).

IIpomexxyTouHoe coenuHenue 4

4-[3-(3-xn0opdennn)nupazuH-2-1mi|aHUINH

(_N

cl
NE\ :CI

(_N

Cranusl: 2-xnop-3-(3-xnop¢eHun)nupasuH

VYkazaHHOE COCAMHEHUE MOJIydaid MyTeM B3auMoaencTsus 2,3-auxnopnupasusa (500 mr, 3,35
MMOJIb) € 3-XJIOp(heHIITOOPOHOBOH KUCIOTOH (472 M, 3,02 MMOJTB) C MPUMEHEHHEM MOHOTHIpaTa
kapOonara Harpus (1,2 1, 10,05 wmmome) wu  [1,1'-Ouc(mudpennnpocduno)-
deppoues|nuxnopnamnaaus (II) (122 mr, 0,16 mmons) B cmecu JIMCO u Bogsr (15 mi, 3:1) npu
KT cornacHo criocoy, ONMCaHHOMY Ha CTaaAuU | MOJy4eHUs] MPOMEKYTOYHOTO COENUHEHHS 1,
nony4danu 350 mr npoaykra; "H AMP (300 MI'u, CDCl3) § 7,41-7,50 (m, 2H), 7,71 (d, J= 7,4 T'w,
1H), 7,81 (s, 1H), 8,38 (d, /=1,5Tw, 1H), 8,60 (d, /= 1,8 'y, 1H).

Cranus 2: 4-[3-(3-xnopdennn)nupasnH-2-ni |aHIITHH

VYKazaHHOE COEOMHEHHE TOJNy4Yadd IMyTeM B3aUMOJEHCTBHS NPOMEKYTOYHOTO COEAMHEHHUs,
nojgydeHHoro Ha craauu 1 (250 wmr, 1,11 MMonb), C THMHAKOJOBBIM 3(upom 4-

aMHHO(pEeHUIOOPOHOBOH KHCHOTHI (243 wmr, 1,11 MMOmb) C TpPUMEHEHHEM MOHOTHApATa

kapOonara Hatpus (412 wmr, 3,33 wmmomp) u [1,1-Ouc(mudenundocduno)dpepporeH]-
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muxnopnamanus (1) (36 mr, 0,05 mmone) B cmecu IMCO (15 mur) u Bozs! (5,0 M) mpu KT
COTJIAaCHO Croco0y, OMMCAHHOMY Ha CTaaAWU | TIONYYEHHUS NMPOMEKYTOYHOIO COETUHEHHs |,

nojtyuanu 273 mr npoaykra. [Tpoaykt ucnosb3oBaiu ganee 0e3 onpeaeieHus XapakKTepUCTHK.

IIpoMexyTOoUHOE COeqUHEHHE S5

4-[3-(4-prophennn)nupaznH-2 -1 |aHUIUH

F

®

N7
(N

Ak

Cranus 1: 2-xnop-3-(4-¢propdenmn)nupazux

N
N

VYKazaHHOE COeNWHEHHe TOJydaln NyTeM B3aumonedcTBus 2,3-guxnopnupasuna (3,0 T,
20,13 mmoub) ¢ 4-propdernndoponoBoit kuciaotoi (2,68 r, 19,13 mmonb) ¢ npumeHeHneM 2M
pactBopa kapOonata Hatpus (30 wmu, 60,40 wmmomb) u [1,1-Ouc(audenundocduno)-
deppoueH]|auxaopnamiaaus (II) (1,16 r, 1,00 mmonp) B 1,4-nuokcane (60 mur) mpu 90°C cornacuo
croco0y, OMMMCAHHOMY Ha CTaauu | MoJyueHHs MPOMEKYTOYHOTO coenuneHus 1, monyyanu 1,74
r npoaykta; 'H SIMP (300 MI'u, AIMCO-ds) & 7,37 (t, J = 9,3 T'u, 2H), 7,83 (t, J = 8,1 'y, 2H),
8,54 (s, 1H), 8,76 (s, 1H); XUAA-MC (m/z) 209 (M+H)".

Cranus 2: 4-[3-(4-¢propdenun)mupasun-2-uj|aHUTHH

VYKazaHHOE COCOMHEHHE TOJyYadd IMyTeM B3aUMOIEHCTBHSI MPOMEKYTOYHOTO COEIUHEHHUS,
nojgydeHHoro Ha craauu 1 (503 wmr, 2,39 MMonb), C TMHAKOJOBBIM 3(upom 4-
aMrHOPeHUIOOPOHOBOH KUCIOTHI (787 Mr, 3,59 MMOJb) B MPHUCYTCTBUU OUC(IHUOCH3UIIHIIEH )-
anerornauaaus (0) (276 mr, 0,23 mmonb) ¢ npuMeHeHneM 2M pacTBopa kapOoHaTa HaTpus (2,9
mi, 5,99 mmone) B cmecu 1,4-nnokcana u Boabl (15 mut, 2:1) mpu 80°C cormacHo criocody,
ONMCAaHHOMY Ha CTaauM | NOJydYeHHs NMPOMEXKYTOYHOro coeauHeHus 1, momydamu 321 mr
npoaykra; 'H AMP (300 MI'u, JIMCO-ds) & 5,38 (s, 2H), 6,44 (d,.J = 9,0 'y, 2H), 7,06 (d, J =
8,41, 2H), 7,17 (t, J=9,0 'y, 2H), 7,44 (t, /= 8,1 ', 2H), 7,46-7,61 (m, 2H).

IIpoMexyTouHOE coeqUuHEHUE O
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4-[3-(3,4-mudTopdennn)nupasnH-2-ni|aHIIHH

O NHz

N
(N

Cranus 1: 2-xnop-3-(3,4-nudTopdenmn)nupasius

N C

(N
VYKazaHHOE COeAMHEHHUE IMOJydanu ImyTeM B3aumopencTsus 2,3-auxnopnupasusa (500 mr, 3,35
mMmoub) ¢ 3,4-mudropdennnboponosoit kucnoror (477 wr, 3,02 MMONb) ¢ NpPUMEHEHHEM
MOHOTHJpATa kapOoHarta HaTpus (1,2 r, 10,05 MMOJIb) u [1,1'-
ouc(audenundocpuno)peppouen]auxnopnamnanus (II) (122 mr, 0,16 mmons) B cmecu IMCO u
Boabl (15 wmn, 3:1) mpu KT cormacHo cnoco0y, ONMMCaHHOMY Ha CTaguM 1 MOJy4eHUs
TIPOMEKYTOUYHOTO coenunenus 1, momydamu 347 mr npoaykra; 'H SIMP (300 MI'u, CDCl5) § 7,23-
7,34 (m, 1H), 7,59-7,72 (m, 2H), 8,37 (d, J= 1,8 Ty, 1H), 8,58 (d, J=2,4 'y, 1H).

Cranus 2: 4-[3-(3,4-nudropdenrn)nupasuH-2-ui | aHUIUH

VYKazaHHOE COEOMHEHHE TOJy4Yadd IMyTeM B3aUMOIEHCTBHS MPOMEKYTOYHOTO COETMHEHHUS,
nojgydeHHoro Ha craaud 1 (250 wmr, 1,10 MMoOab), C THHAKOJOBBIM 3(upom 4-
aMuHOpeHUIO0POHOBOH KHUCHOTBI (290 wmr, 1,10 MMONB) C TPUMEHEHHEM MOHOTHApATa
kapOonara Hatpusi (409 wr, 3,33 wmmomp) u [1,1-Ouc(mudenundocuno)dpepporeH]-
muxnopnaanus (1) (40 mr, 0,05 mmoss) B cmecu IMCO u Bozs! (15 mut, 3:1) mpu KT cornacHo
croco0y, OMMCAaHHOMY Ha CTaauu | MOJy4eHUs! MPOMEKYTOYHOrO CoenquHeHus 1, momydanu 256
mr npoaykta; 'H IMP (300 MI'n, JIMCO-ds) 8 5,44 (s, 2H), 6,48 (d, J = 8,4 'y, 2H), 7,09 (d, J
=8,4 'y, 2H), 7,20-7,26 (m, 1H), 7,40-7,50 (m, 2H), 8,54 (s, 1H), 8,60 (s, 1H).

IIpomexxyTouHoe coenuHenue 7

4-[3-(4,4-mudropnunepunuH- 1 -un)nupasuH-2-ni | aHIITHH
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Cranus 1: 2-xnop-3-(4,4-mudropnunepunns- 1 -nn)nupasux

-
-

=

Cl
N

P

c

B pactBop 2,3-puxnopnupasuna (973 mr, 6,53 mmonb) B IM® (10 M) npu nepeMeIuBaHUH
nobasnsnu rugpoxiopun 4,4-nupropnunepunusa (1,03 r, 6,53 mmons) u kapboHar kanust (2,7 T,
19,59 MMonb) 1 nepemMerInBay MOJNy4eHHYI0 cMech B TeueHne 16 gacos npu 60°C. PeakiioHHy0
cmech oxyaxnanu 1o KT, pasdasnsan Bogoii (50 mut) u skcTparuposaiu sTunaneratom (100 m).
Opranudeckuii CJIOH NPOMBIBAIN COJNEBBIM pacTBOpoM (30 M) M KOHLEHTPUPOBAIU MpPU
NOHWKEHHOM  JaBjeHuHM. HeouuleHHOe COEIMHEHUE OYUINAId IyTeM KOJOHOYHOMN
Xpomartorpa(uu Ha CUIMKaresie ¢ noay4enueM 1,12 r tutyasHoro nponykra; "H SIMP (300 MI'w,
CDCl5) 6 2,08-2,21 (m, 4H), 3,58 (q, /= 6,6 I';, 4H), 7,92 (d, /J=2,4T1, 1H), 8,12 (d, /= 2,4 'y,
1H).

Cranus 2: 4-[3-(4,4-nudTopnunepuaus- 1 -v)nupasuH-2-1 |aHUIUH

VYKazaHHOE COEQUHEHHE TIOJydaau IyTeM B3aUMOJEHCTBHsI NMPOMEXYTOYHOTO COEAMHEHUs,
nojgy4eHHoro Ha craaud 1 (500 wmr, 2,14 MMOJb), C THHAKOJOBBIM 3(upom 4-
aMuHOpeHUIO00pOHOBOH kucaoThl (703 wmr, 3,21 MMONIB) C TPUMEHEHHEM MOHOTHApATa
kapOonara Hatpus (796 mr, 6,42 MMOJIb) B IPUCYTCTBUU TeTpakuc(TpudeHmipochuH)-namianms
(0) (247 mr, 0,21 mmonb) B cMmecH 1,4-muokcana u Boasl (10 mi, 2:1) mpu 80°C cornacHo criocody,
ONMCAaHHOMY Ha CTaaiuM | TOJy4YeHHs] NPOMEKYTOUHOIrO coeauHeHus 1, momydamu 316 mr
npoxykra; 'H AMP (300 MI'u, IMCO-ds) § 1,90-2,12 (m, 4H), 3,18-3,26 (m, 4H), 5,46 (s, 2H),
6,62 (d, J=8,4Tn, 2H), 7,68 (d, /J=8,1 'y, 2H), 8,02 (d, /= 1,8 'y, 1H), 8,13 (d, J=2,4 I'Ly,
1H).

IIpomexyTouHOe coequHeHue 8

4-[3-(mophonnH-4-1n)upa3uH-2-11 |aHIITHH

O

)
N
(_N

Cranus 1: 4-(3-xnopnupa3us-2-uin)MophoITuH
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Cwmecs 2,3-nuxnoprupazusa (1,2 r, 8,05 mmons) u mopdonmna (700 mr, 8,05 MMoinb) B 3TaHONE
(10 mu1) KUTIATHIIN TIPH TEMITEPAType OOPaTHOM KOHAEHCAUH B TeueHne Hour. CMech OXJIaKaain
no KT, pasbaBmsun stunanerarom (30 mi) m mpombiBanu Bopod (30 mur), 3aTeM COJIEBBIM
pactBopoM (40 mur). OpraHudeckuil CJIOH CymIWiIN Haj Oe3BOOHBIM CyJab(paTOM HATpHUS U
KOHLIEHTPUPOBAIM TIPH TOHWKEHHOM naBieHUH. [lonydeHHBIE OCTATOK OYHMINANIHA IyTEM
KOJIOHOYHOM XpomaTorpaduy Ha cuIMKaresie ¢ noaydenneM 1,57 r uenesoro nponykra; 'H SIMP
(300 MI'y, CDCl3) & 3,46 (t, J= 6,9 I'y, 4H), 3,86 (t, /= 6,9 I'y, 4H), 7,91 (d, J = 2,4 ', 1H),
8,12 (d,J=2,4Tn, 1H).

Cranus 2: 4-[3-(mopdonun-4-un)nupasuH-2-uj | aHUIUH

VYKazaHHOE COENMHEHHE TIOJydaad IyTeM B3aUMOJEHCTBHSI NPOMEXYTOYHOTO COEAMHEHUs,
nojgydeHHoro Ha crtaaud 1 (500 wmr, 2,36 MMOJb), C THHAKOJOBbIM 3(upom 4-
aMrUHOPeHUIOOPOHOBOH KHUCHOTBI (518 wMr, 2,36 MMOJIb) C TPUMEHEHHEM MOHOTHApATa
kapOonarta Hatpusi (879 wr, 7,09 wmmomp) u [1,1-Ouc(audenundocuno)dpepporeH]-
muxopnasanus (II) (86 mr, 0,11 mmose) B cmecu IMCO u Boas! (15 mut, 3:1) mpu KT cornacHo
cnoco0y, OMMCAHHOMY Ha CTaAMU | MOJy4YeHHUs] MPOMEKYTOYHOTO coenuuenus 1, momy4amu 150
mr npoaykta; 'H SIMP (300 MI'u, IMCO-ds) 8 3,05 (t, J = 4,8 ', 4H), 3,63 (t, J = 4,8 ', 4H),
5,45 (s, 2H), 6,62 (d, J=8,4 'y, 2H), 7,68 (d, /=8,4 'y, 1H), 8,02 (d, /=2,4T1, 1H), 8,11 (d,J
=2,4Ty, 1H).

IIpomexxyTouHoe coenuHenue 9

4-[1-mpem-0ytun-S-(4-propdennn)- 1 H-nupazon-4-wmi |aHUIHH

NH;
s
N=

Cranus 1: 1-mpem-6ytun-5-(4-propdenwnn)-1H-nmupazon

%N N
N=
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Cwmech 4-propanerodenona (2,01 r, 14,47 mmons) u numerunanerais N, N -numermndopmamunia
(2,071, 17,4 mmonb) B JIM® (20 mi) HarpeBanu nipu 80°C B Teuenue 1,5 yaca. Konuenrpuposanu
CMeCh IpH MOHMKEeHHOM naBiieHnu. K ocrarky nobasisiim sTanon (20 MiT) U THIPOXIIOPHL mpent-
Oytunrunpasuna (5,41 r, 43,61 mmonb). Cmece Harpesanu npu 70°C B TedueHue 5 4acos, mocie
yero oxuyaxknaanu 10 KT u BeutuBanu B Boay (70 mur). OTGUIBTPOBBIBAIN OCAXKIEHHOE TBEPAOE
BEIECTBO, MPOMBIBAIH BOAOH (20 Mi) U CylIMiIu B BakyyMe ¢ rosydeHneMm 841 mr neneBoro
npoaykta; 'H AMP (300 MI'u, CDCI3) § 1,46 (s, 9H), 6,14 (s, 1H), 7,08 (t, J = 8,4, 2H), 7,25-7,34
(m, 2H), 7,47 (s, 1H).

Cranus 2: 4-6pom-1-mpem-6ytun-5-(4-¢proppenmnn)-1H-nupaszon

9‘N X\~ Br
N=

B pacTBOp MpOMEKyTOYHOTO COeNMHEHMs, mojay4eHHoro Ha craguu 1 (803 wmr, 3,67 MmMounb), B
6esBogHoM IM® (8,0 mut) mpu nepemerurBanuu nodasnsin N-Opomcykuunumun (720 mr, 4,04
MMouib) U nepemennBanu cmech npu KT B Teuenue 1 yaca. PeakmoHHYI0 CMeCh BBUIMBAIIU B
Boay (50 mut), OTQUIBTPOBBIBAIN OCAXKIEHHOE TBEPOE BELIECTBO, MPOMbIBAIU Bonoi (10 M) u
TIIATENLHO CYIIMIN C TonydeHneM 981 Mr tutyasHOro npoaykta;, 'H SIMP (300 MI'y, CDCls) §
1,43 (s, 9H), 7,15 (t, /= 8,7, 2H), 7,25-7,30 (m, 2H), 7,49 (s, 1H).

Cranus 3: 1-mpem-6ytun-5-(4-¢propdenmn)-4-(4-uutpodennn)-1 H-nupason

O NO,
>\NN_\

VYKazaHHOE COCOMHEHHE TOJNy4Yadd IMyTeM B3aUMOIEHCTBHS MPOMEKYTOYHOTO COEIMHEHHUS,
NoJy4eHHoro Ha craauu 2 (603 wmr, 2,02 MMOJb), C THHAKOJOBBIM 3(upom 4-
HUTPOGEHMITOO0POHOBOH KUCIOTHI (505 Mmr, 2,02 MMOJIB) ¢ MPUMEHEHHEM MOHOTH IpaTa KapOoHaTa
Hatpust (754 wmr, 6,08 mmonb) u [1,1-Ouc(mudpenunpocduno)peppouen]-quxnopnamnaaus (1I)
(74 mr, 0,10 mmoib) B cmecu JIMCO u Bonsl (3:1, 10 mut) mpu KT cornacHo cnoco0y, onucaHHOMY
Ha cTaauu | MojlyueHHs IPOMEKyTOYHOro coefrHenus 1, monyuanu 321 mr npoaykra;, 'H IMP
(300 MI'u, IMCO-ds) 6 1,4 (s, 9H), 7,24-7,38 (m, 4H), 7,51 (t, J = 5,7 I'u, 2H), 7,97-8,09 (m,
3H).
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Cranus 4: 4-[1-mpem-0ytun-5-(4-¢propdennn)- 1 H-nupazon-4-wi|aHIIHH

B cycnieH3uro mpomMeKyTOYHOTO COeTMHEHUS, MOTy4YeHHOro Ha ctaauu 3 (306 mr, 0,90 MMob), u
xjopuna amMmMonus (482 mr, 9,01 mmonp) B cMmecu 3tanona u Boxbl (1:1, 10 mum) mpu 70°C
nobasnsiim nopowmok skenesa (151 mr, 2,70 MMounb) U mepeMeInnBajIy MONyYEeHHYIO CMeCh MPU
100°C B teuenne 1 vaca. Peakunonnywo cmech oxnaxkaanu a0 KT, BbuMBanu B HACHIIIEHHBIN
BoxHbIN pactBop NaHCOs3 u skctparuposanu stunaneratoM (50 mu x2). Opranndeckuii cioi
TLIATEJIbHO CYIIMJIM U KOHLIEHTPUPOBAIU. I10oyueHHbII OCTATOK OYMILAIN MyTEM KOJIOHOYHOMN
Xpomartorpauy Ha cuUIMKareje ¢ nojydenuem 210 Mr TutynbHoro coenunenus; 'H AMP (300
MI'u, AMCO-ds) 6 1,35 (s, 9H), 4,89 (s, 2H), 6,31 (d, J = 8,1 I'y, 2H), 6,66 (d, J = 7,8 'y, 2H),
7,24 (t,J=8,7T'y, 2H), 7,38 (t, /= 8,1 I'y, 2H), 7,54 (s, 1H).

IIpomesxyTouHoe coenmuenue 10

[4-(1,1-nudrop-2-MeToKCHI THIT)EeHII |yKCYCHAst KUCIIOTa

HO
Z)(\©Y\O/

FF
Cranus 1: stun-(4-6pompennn)(audrop)auerar

VYKazaHHOE COeAMHEHHWE TMOoNy4daid TMyTeM B3aumoneicTsust 1-Opom-4-iionbensoma (1,0 T,
3,55 mmonb) ¢ strn-Opomandropaneratom (1,43 r, 7,06 MMOJTb) ¢ IPUMEHEHHUEM MTOPOIIKA METH
(903 wmr, 14,2 mmonb) B JIMCO (10 mi1) cornacHo cioco0y, ONMCAHHOMY Ha CTaAuU | OJTy4eHus
TIPOMEKYTOYHOTO COeMHeHHs 3, monyuanu 623 mr npoaykra; 'H SIMP (300 MI'u, CDCl3) § 1,30
(t,J=172Tn,3H),4,29(q, /=7,2Ty, 2H), 7,47 (d, J=8,4 'y, 2H), 7,59 (d, /= 8,4 'y, 2H).

Cranus 2: 2-(4-6pomdpennin)-2,2-nudhTop3TaHon

B pacTBOp MpOMEKYTOYHOrO COeNUHEHUs], oJy4eHHoro Ha ctaauu 1 (206 mr, 0,73 mMMmorb), B
stanosie (4,0 my) mpu -10°C mpu mepememuBaHUU AO0ABISUIA XJIOPUA Kaiblws (25 wr,
0,22 mmonb), 3atem boprunpun Hatpus (70 mr, 1,84 mmons). [TonydeHHy0 cMech mepeMenInBaIn
npu KT B Teuenue 2 yacos. Peakiuio racuii HachIeHHbIM BoaH. pactBopoM NaHCOs (10 mun) u
SKCTparupoBain cmechb sTminaneratoM (40 mi x2). OObenMHEHHBIE OPTaHUYECKHE CIIOH
NPOMBIBAJIA COJIEBBIM pacTBOpoM (50 M), cymmnu Hax Oe3BOAHBIM CyJb(aTOM HATpUs U
KOHLIEHTPUPOBAIM MpPU NMOHWKEHHOM JAaBJieHHMH. HeouwineHHOe COeNMHEHHE OYHUINAIH MyTeM
KOJIOHOYHOM XpomaTorpaguu Ha CUJIUKarejie ¢ noaydeHueM 176 Mr TUTYJIbHOrO MpoaykTa; 'H
SAMP (300 MI'y, CDCI3) 6 3,95 (t, J=13,2T'u, 2H), 7,40 (d, /= 8,4 'y, 2H), 7,58 (d, J=8,1 I'y,
2H).
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Cragus 3: 1-6pom-4-(1,1-gudTop-2-MeTOKCHI THIT )OEH30T

B pacTBOp MpOMEKYTOYHOrO COenUHEHUs], mojydeHHoro Ha ctaanu 2 (170 mr, 0,71 mmons), B
6e3sogaoM JIM® (20 M) mpu nepementnBanuy nodasnsm ruapun Hatpus (60% (macc./macc.),
37 wmr, 0,93 mmone) nipu 0°C. Yepes 15 munyTt nodasisuim metunuoaun (68 mxi, 1,07 mmons) u
nepememuBanu cmech npu KT B Teuenme 2 wacoB. Peaknmro racuimm Bomoit (30 M) m
SKCTParupoBain cMmech sTwianeratoM (2 x 50 mu). OObenuHEHHbIE OpPraHUYECKUE CIIOH
NpOMBIBaIN CcOJEeBbIM pacTBopoM (100 wmu), cymmnm Haj Oe3BOAHBIM Cyib(aToM HATPHUS U
KOHLIEHTPUPOBAIM TMPH TOHWKEHHOM naBieHUH. [lonydeHHBII OCTATOK OYHMINAINA IyTEM
KOJIOHOYHOM XpomaTorpaguu Ha CHJIMKareie ¢ nojydeHuem 141 mr TuTyasHOro mponykra; 'H
SAMP (300 MI'u, CDCls) 6 3,42 (s, 3H), 3,78 (t, /= 12,6 I'u, 2H), 7,39 (d, /= 8,1 'y, 2H), 7,56
(d,J=8,4T1u, 2H).

Cranus 4. mpem-0ytin-[4-(1,1-nudrop-2-meTokcustin)penun]anerar

VKa3aHHOE COEAMHEHHE TIOJNyYaJd IMyTeM B3aMMOAECHCTBHUSI MPOMEXYTOYHOTO COEAWHEHHS,
noJiy4eHHoro Ha ctaguu 3 (506 mr, 2,01 mmonb), ¢ mpem-OyTunaneratom (272 Mk, 2,01 MMOJIB)
B mpucyrcrBun  H-Oyrwmmrust (1,51 wmn, 2,41 wmmonb), Ttetpadropbopata Tpu-mpem-
oytundochonus (58 mr, 0,20 mmoib), ouc(nubensmnunen)aueronnamianus (0) (58 wmr, 0,10
MMOJIb) U aunukiIorekcunamuna (782 mki, 2,41 mmosb) B Tonyosie (10 mit) cornacHo croco0y,
ONMCAaHHOMY Ha CTaJAuM 3 TOJY4YE€HHs] IPOMEKYTOUHOIO CO€AWHEHus 2, nojydamu 398 mr
npoxykra; 'H IMP (300 MI'u, CDCls) § 1,44 (s, 9H), 3,43 (s, 3H), 3,55 (s, 3H), 3,79 (t, J= 13,2
I'u, 2H), 7,36 (d, /= 13,8 'y, 2H), 7,46 (d, J = 8,4 ', 2H); UDP-MC (m/z) 283 (M-H)".

Cranus S: [4-(1,1-nu¢Top-2-MEeTOKCHAI T )(PEHHI [yKCYCHAsT KUCJIOTa

VYKazaHHOE COEOMHEHHE TOJyYadd IyTeM B3aUMOJEHCTBHS MPOMEKYTOYHOTO COEIMHEHHUS,
nojy4eHHoro Ha craauu 4 (386 mr, 1,38 mmonb), ¢ TpudropykcycHoit kucnoroit (3,0 mi) B
nuxjopmerane (6,0 ™) cornacHo cnoco0y, OMUCAaHHOMY Ha CTaguud 4  MONydYeHus
MPOMEKYTOYHOTO CoeuHenus 2, noay4danu 161 mr nponykra; 'H AMP (300 MI'u, JIMCO-ds) &
3,31 (s, 3H), 3,62 (s, 2H), 3,86 (t, /= 14,1 'y, 2H), 7,35 (d, /= 7,8 'y, 2H), 7,46 (d, J=8,1 I'y,
2H), 12,41 (wmp.s, 1H).

TIpomexxyTounoe coenunenue 11

4-[3-(2-xnopdennn)nupazuH-2 -1 |aHUIHH
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Cranus 1: 2-xnop-3-(4-autpodennn)mupasux

cl NO,

N
(_N
VYKazaHHOE COeAMHEHHE IMoNydalu IyTeM B3aumoneicteus 2,3-guxnoprnupasuHa (1,44 r,
9,62 MMOIb), C MTMHAKOJIOBBIM 3(PHUPOM 4-HUTpOPEHMIOOpOHOBOI Kucnotsl (2,01 r, 8,05 mmonb)
C  mnpumMeHeHueM  kapOonata  Hatpua (299 r, 24,19 wmmoms) wuw  [1,1'-
ouc(nudenmnpocuno)peppoueH]| nuxnopnamiaaus (II) (294 mr, 0,40 mmoins) B cmecu [IMCO u
Boabl (20 mu, 3:1) mpu KT cormacHo cnocoOy, ONMMUCAaHHOMY Ha CTagud 1 MOJy4eHUs

MPOMEKyTOYHOTO coenuHenus 1, momyuamu 1,12 r nponykra; 'H SIMP (300 MI', CDCls) § 8,00
(d,J=9,0T'y, 2H), 8,35 (d, /=8,7 'y, 2H), 8,44 (d, /J=2,4 ', 1H), 8,65 (d, /=2,1 'y, 1H).

Cranus 2: 2-(2-xnopdennn)-3-(4-autpodeHmn)nmupasux

C.

(_N

NO;

VYKazaHHOE COEOUHEHHE TOJyYaad MyTeM B3aUMOIEHCTBHS MPOMEKYTOYHOTO COETMHEHHUS,
nojy4deHHoro Ha craauu 1 (305 mr, 3,35 Mmmous), ¢ 2-xn0pdeHnadopoHOBON KHCIOTOM (246 M,
1,57 Mmonb) ¢ mpuMeHeHueM MoHoruzapata kapOonarta Hatpus (417 wmr, 3,93 mmons) u [1,1'-
ouc(nudenundochuno)peppoueH | nuxnopnamianus (II) (48 mr, 0,06 mmonw) B cmecu [IMCO u
Bogbl (10 wmn, 3:1) mpu KT cormacHo cmocoOy, omucaHHOMY Ha CTagud | TOJy4eHUs
MPOMEKYTOYHOTO coefiHenus 1, monydamu 149 mr npoaykra; 'H SIMP (300 MI'u, CDCls) § 7,34-
7,42 (m, 4H), 7,59 (d, J=8,7 'y, 2H), 8,12 (d, J=9,3 I'y, 2H), 8,74 (d, /= 5,4 'y, 2H).

Cranus 3: 4-[3-(2-xnopdennn)nupasnH-2-1i |aHIITHH

VYKazaHHOE COEOMHEHHE MOJYYald MyTeM BOCCTAHOBJICHUS IMPOMEXKYTOYHOTO COEIMHEHHUS,
nojiyueHHoro Ha craauu 2 (140 mr, 0,44 MMoIIb), C MpUMEHEHHEM TopoIKa xkene3a (75 mr, 1,34
MMOJIb) U XJ10puaa aMMonus (240 mr, 4,49 MmMonb) B cMecu 3TaHoa 1 Boasl (10 mu, 1:1) cormacuo
croco0y, OMMCAaHHOMY Ha CTaJuu 4 MOJyYeHUs! MPOMEKYTOYHOro coenquHenus 9, momy4danu 110
mr nponaykra;, 'H IMP (300 MI'u, JIMCO-ds) § 5,36 (s, 2H), 6,36 (d, J=7,8 'y, 2H), 7,02 (d, J =
8,4 T'u, 2H), 7,42 (ummp.s, 4H), 8,53 (s, 1H), 8,65 (s, 1H).
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IIpoMekyTouHOE coenuHenue 12

4-[3-(4-xn0p-2-pTopdenHnn)nupa3nH-2-1i |aHIITHH

e

N
(N

o™

Cranus 1: 2-(4-xnop-2-propdpenun)-3-(4-autpodennn)nupasux

Cl
O NO
F X O 2
(N
Vka3zaHHOE COeMHEeHHE MOJyYasd MyTeM B3aUMOAEHUCTBHS 2-XJI0p-3-(4-HUTpO(eHNT)MHpa3sHHa
(cragust 1 momnydenus: mpomekyrouHoro coemuHenus 11) (403 wr, 1,73 mmonb) ¢ 4-xjop-2-
dropdhennndoponoBoii kucnoroi (362 mr, 2,07 MMOIIb) C IPUMEHEHHEM MOHOTHpaTa KapOoHaTa
Hatpus (550 mr, 5,19 mmons) u [1,1'-Ouc(nudennnpochuno)deppoueH|nuxnopnamaaus (1)
(63,3 wmr, 0,08 mmonb) B cmecu JIMCO wu Bomer (10 mu, 3:1) mpu KT cormacHo crnocoOy,
ONMCAaHHOMY Ha CTaauM | TOJy4YeHHs] NPOMEKYTOUHOrO coeauHeHus 1, momydamu 376 wmr
npoxykra; 'H AMP (300 MI'u, CDCls) § 6,99 (d, J = 9,6 ', 1H), 7,29 (t, J= 8,1 'y, 1H), 7,55-
7,65 (m, 3H), 8,18 (d, /= 8,7 I'y, 2H), 8,73 (s, 2H).

Cranus 2: 4-[3-(4-xnop-2-dpropdenrn)nupa3uH-2-1i | aAHUINH

Cl
O NH
F X O 2
(N
VYKazaHHOE COCOMHEHHE MOJYYaJd MyTeM BOCCTAHOBJICHUS IMPOMEXKYTOYHOTO COEIUHEHHUS,
nojiyueHHoro Ha ctaguu 1 (367 mr, 1,11 MMoub), ¢ npuMeHeHHeM noporka kejesa (186 mr, 3,33
MMOJIb) U xJjopuaa ammonus (595 mr, 11,13 mmone) B cmecu 3Tanona u Boasl (10 mu, 4:1)
COTJIAaCHO Croco0y, OMMCAHHOMY Ha CTaaAud 4 TIOJIYYEHHUS MPOMEKYTOYHOTO COETUHEHHs O,
nonydanu 240 mr npoaykra; 'H AMP (300 MI'u, IMCO-ds) & 5,42 (s, 2H), 6,44 (d, J= 8,1 I,
2H), 7,07 (d, J=8,7T'y, 2H), 7,41 (d, /=8,7 'y, 2H), 7,59 (t, /= 7,2 'y, 1H), 8,57 (s, 1H), 8,66
(s, 1H).

IIpoMekyTouHOE coenruHenue 13
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4-[3-(2,4-mudTopdennn)nupasnH-2-ni|aHIIHH
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N
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o™

Cranus 1: 2-(2,4-mudroppennn)-3-(4-autpodeHnn)nupasu

F
D o,
F

pES

(_N

VYKazaHHOE COeMHEHNE NOJIyYaid MyTeM B3aUMOAEHUCTBUS 2-XJI0p-3-(4-HUTPOQEHIT)TUpa3uHa
(cragust 1 monydeHus: mpomeskytouHoro coeawnenusi 11) (503 wmr, 2,16 mmonb) ¢ 2.4-
nudroppennnGopoHoBoii  kucnorod (409 mr, 2,59 MMoib) ¢ HPUMEHEHHEM MOHOTHAPATa
kapOoHara HaTpUs (687 MT, 6,48 MMOJIb) u [1,1"-
ouc(audenundocduno)peppouen]auxnopnamnanus (II) (79 mr, 0,10 mmonb) B cmecu JIMCO u
Bonbl (10 mu, 3:1) mpu KT corimacHo cmocoOy, OMMCaHHOMY Ha CTaauu | MOMy4YeHUs

IPOMEKYTOYHOTO coenHenus 1, monyuamu 365 mr npoaykra; 'H IMP (300 MI'y, CDCl3) § 6,66-
6,75 (m, 1H), 7,04 (t, J = 6,3 T'y, 1H), 7,60-7,68 (m, 3H), 8,17 (d, J= 9,0 I'n, 2H), 8,72 (s, 2H).

Cranus 2: 4-[3-(2,4-nudropdenrn)mupa3uH-2-uj|aHIIH

E

O NH
F X O 2

(_N

VYKazaHHOE COEOMHEHHE MOJYYaJd MyTeM BOCCTAHOBJICHUS IMPOMEXKYTOYHOTO COEIMHEHHUS,
nojiyueHHoro Ha ctaguu 1 (351 mr, 1,12 MMounb), ¢ mpuMeHeHueM noporika kejesa (187 mr, 3,36
MMOJIb) U xjopuaa ammonus (600 mr, 11,20 mmone) B cmecu 3Tanona u Boasl (10 mu, 4:1)
COTJIACHO Croco0y, OMMCAHHOMY Ha CTaaAud 4 TIOJNYYEHHUS MPOMEKYTOYHOIO COETUHEHHs O,
nonydanu 203 mr npoaykra; 'H AMP (300 MI'u, IMCO-ds) & 5,36 (s, 2H), 6,42 (d, J= 8,1 I,
2H), 7,06 (d, J=8,1 I'u, 2H), 7,18 (t, /=8,7 'y, 3H), 7,58 (q, /= 6,9 'y, 1H), 8,54 (d,/=1,8
I'u, 1H), 8,62 (d, /=2,4T'ny, 1H).

IIpoMekyTouHOE coenruHenue 14

4-[3-(4-xnopdhennn)nupuanH-2 -1 |aHUITHH
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Cranus 1: 3-6pom-2-(4-HUTpOG €HIT) TUPUIUH

NO2

Br
| N

2N
VYKazaHHOE COeIMHEHHE TIOoNydanu IyTeM B3aumopeiicreus 2,3-gubpomnupuansaa (1,0 T,
4,22 MMOJIb) C TUHAKOJIOBBIM 3(prpoM 4-HUTpOeHMIO0pOoHOBOH kucaoTe (1,26 T, 5,06 MMoub) ¢
NPUMEHEHUEM kapOoHaTa KaJus (1,75 T, 12,66 MMOJIb) u [1,1-
ouc(nudpennnpocduno)peppoueH]|nuxnopnamiaaus (II) (172 mr, 0,21 mmons) B cmecu JIMCO u
Boabl (25 wmu, 4:1) mpu KT cornacHo cnocoOy, ONMMCaHHOMY Ha CTagud 1 MOJy4eHUs
TMPOMEKYTOYHOTO coeuHenust 1, nosyyamu 658 mr npoaykra; "H IMP (300 MI', CDCl3) 8 7,21-
7,28 (m, 1H), 7,88 (d, /=9,0 I'y, 2H), 8,06 (d, /= 7,8 I'y, 1H), 8,34 (d, /= 8,7 I'y, 2H), 8,68 (d,
J=4,5Twy, 1H).

Cranus 2: 3-(4-xnopdenn)-2-(4-HuTpodeHI ) MU pUIuH

VYKa3aHHOE COCOMHEHHE TOJy4Yadd IyTeM B3aUMOJEHCTBHS MPOMEKYTOYHOTO COEIMHEHHUS,
nojy4eHHoro Ha ctaauu 1 (250 mr, 0,89 mmous), ¢ 4-xnopdennndoponosoit kuciaoToi (209 wmr,
1,34 wmmomp) ¢ mnpumeHeHuem kapOonara kammusa (371 wr, 2,69 wmmomb) wu [1,1'-
ouc(nudpennnpocduno)peppoueH|puxnopnamnagus (II) (73 mr, 0,08 mmonr) B cmecu [IMCO u
Bogbl (12 wmn, 3:1) mpu KT cormacHo cmocoOy, omucaHHOMY Ha CTagud | TOJIy4eHUs
MPOMEKYTOYHOTO coeuHenus 1, momyudanu 227 mr npoaykta, 'H AMP (300 MI'u, JIMCO-ds) &
7,23 (d,/=8,1Tn, 2H), 7,40 (d, /J=8,4 'y, 2H), 7,57 (t,J=8,4 'y, 3H), 7,92 (d, /= 8,4 'y, 1H),
8,16 (d,J=8,4T1, 2H), 8,74 (d, /=4,8 'y, 1H).

Cranus 3: 4-[3-(4-xnop b eHrn) mupuIUH-2 -1 | aHUJTHH

Vka3zaHHOE COCAUHCHUE TMOJy4daJlid NYTEM BOCCTAHOBJICHUA TMPOMECKYTOYHOI0O COCIUHCHUA,

NOJIy4eHHOTro Ha ctanuu 2 (220 mr, 0,70 MMOJIb), ¢ TPpUMEHEHHEM Mopoika skenesa (198 mr, 3,54
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MMOJIb) U xJjopuaa ammonus (379 wmr, 7,08 mmons) B cmecu 3taHona (15 mu) u Boxs (3,0 mun)
COTJIACHO Croco0y, OMMCAaHHOMY Ha CTaaAWd 4 TIOJNYYEHHUS MPOMEKYTOYHOTO COETUHEHHS O,
nonydanu 178 mr nponykra; 'H SIMP (300 MI', JIMCO-ds) & 5,25 (mup.s, 2H), 6,41 (d, J = 8,4
I'u, 2H), 6,97 (d, /=8,1 'y, 2H), 7,21 (d, J = 8,4 I'y, 2H), 7,30-7,41 (m, 3H), 7,70 (d, J=6,3 'y,
1H), 8,58 (d, /=4,5T'1, 1H).

IIpomexkyTouHOoe coequHenue 15

4-[3-(2-prophennn)nupaznH-2-1i |aHUIUH

FNHZ

N>
(_N
Cranus 1: 2-(2-propdennn)-3-(4-HuTpodeHnn) mpasiH

0 NO

F XL @ 2
(_N

YkazaHHOE COeMHEHHE TOIyYail MyTeM B3aMMOAEUCTBUS 2-XJIOP-3-(4-HUTPOQ EHIT)TUpa3HHA
(cramust 1 monydeHus: mpomekyTouHoro coeamnenust 11) (306 wmr, 1,31 mmomb) ¢ 2-
dropdernndopoHoBoii kucnoToit (221 mr, 1,57 MMoIb) ¢ TPpUMEHEHHEM MOHOTHIpaTa kKapOoHaTa
Hatpust (419 wmr, 3,95 mmonb) u [1,1'-Ouc(mudpenunpocduno)-peppoueH|muxnopnamnaaus (II)
(48 mr, 0,06 mmonb) B cmecu JIMCO u Bonbl (10 M, 3:1) mpu KT cornacHo cnoco0y, onucaHHOMY
Ha CTaauu | MOJyueHMs IPOMEKYTOYHOro coefuHenus 1, monyuanu 348 mr npoaykra, "H IMP
(300 MI'y, CDCl3) 6 6,94 (t,J=9,0 Ty, 1H), 7,29 (t, J= 9,3 'y, 1H), 7,38-7,45 (m, 1H), 7,62 (d,
J=38,7T1, 3H), 8,15(d, J=9,0T'y, 2H), 8,72 (d, /= 2,1 'y, 2H).

Cranus 2: 4-[3-(2-propdennn)mupasun-2-1i|aHUIHH

VYKazaHHOE COCOMHEHHE IMOJYYald NyTeM BOCCTAHOBJICHUS IMPOMEXKYTOYHOTO COEIMHEHUS,
nojiyueHHoro Ha ctaguu 1 (312 mr, 1,05 MMoub), ¢ mpuMeHeHueM noportka xkejesa (177 wmr, 3,16
MMOJIb) U XJjopuaa ammonus (565 mr, 10,56 mmone) B cmecu 3Tanona u Boasl (10 mu, 4:1)
COTJIAaCHO Croco0y, OMMCAHHOMY Ha CTaaAud 4 TIOJIYYEHHUS MPOMEKYTOYHOTO COETUHEHHs O,
nony4danu 211 mr npoaykra; 'H SAMP (300 MI'u, IMCO-ds) & 5,38 (s, 2H), 6,40 (d, J = 8,4 I'n,
2H), 7,04-7,17 (m, 3H), 7,29 (t, J= 7,2 T'u, 1H), 7,42-7,57 (m, 2H), 8,55 (s, 1H), 8,64 (d, /= 2,1
I'u, 1H); XUAJ-MC (m/z) 266 (M+H)".

IIpoMekyTouHOE coenuHenue 16
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4-{3-[4-(TpudTopMeTrn)peHIIT | TUpa3uH-2-1I1 } AHUITHH

CF3

®

N
(N

o™

Cranus 1: 2-(4-aurpodenun)-3-[4-(tpudropmerni)beHu |nupa3uH

CF3

O NO,
A
(_N

VYKazaHHOE COeMHEHNE NOJIyYaid MyTeM B3aUMOAEHUCTBUS 2-XJI0p-3-(4-HUTPOQEHIT)TUpa3uHa
(cramus 1 momydeHust npomexytodHoro coemunenus 11) (308 wmr, 1,32 mmomnb) ¢ 4-
TpupTopMeTHIheHNIO0pOHOBOMH KucioToi (301 mr, 1,58 MMob) ¢ mMpUMEHEHHEM MOHOTHIpaTa
kapOoHara HaTpUs (421 MT, 3,97 MMOJIb) u [1,1"-
ouc(audennndocduno)peppouen]auxnopnamnanus (II) (48 mr, 0,06 mmonb) B cmecu JIMCO u
Bonbl (10 mu, 3:1) mpu KT corimacHo cmocoOy, OMMCaHHOMY Ha CTaauu | MOMy4YeHUs

TIPOMEXKYTOYHOTO coearHenus 1, momyuamu 371 mr npoaykra; 'H AMP (300 MI'y, CDCl3) § 7,53-
7,67 (m, 6H), 8,19 (d, /= 9,0 'y, 2H), 8,71 (s, 2H).

Cranus 2: 4-{3-[4-(TpudTopmern)deHm | nupa3suH-2-1jl | aHUITMH

VYKazaHHOE COEJMHEHHE TMOJyYaJd MyTeM BOCCTAHOBJICHUS IMPOMEXKYTOYHOTO COEIMHEHHUS,
nojiyueHHoro Ha ctaguu 1 (346 mr, 1,00 MMoIb), ¢ mpUMeHeHHEM moportika xkejesa (167 mr, 3,00
MMOJIb) U xjopuaa ammonus (536 mr, 10,02 mmone) B cmecu 3Tanona u Boasl (10 mu, 4:1)
COTJIACHO CMoco0y, OMMCAHHOMY Ha CTaaAud 4 TIOJIYYEHHUS MPOMEKYTOYHOIO COETUHEHHs O,
nonydanu 241 mr npoaykra; 'H AMP (300 MI'u, IMCO-ds) & 5,42 (s, 2H), 6,44 (d, J = 8,4 T'n,
2H), 7,05 (d, J=7,8 'y, 2H), 7,62 (d, /= 8,1 I'u, 2H), 7,71 (d, /= 8,4 I'y, 2H), 8,56 (s, 1H), 8,61
(s, 1H); XUAJA-MC (m/z) 316 (M+H)".

IIpomMeskyTouHOEe coenuuenue 17

4-[3-(4-meTundeHmn) nupa3uH-2 -1 |aHUIUH

CHs

N O NH;

(_N
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Cranus 1: 2-(4-metundennn)-3-(4-auTpod eHnin) mupasinH

CHs

®

NO,
pEs
(N

VYKazaHHOE COeNMHEHHE MOIyYaid MyTeM B3aMMOACHUCTBUS 2-XJI0p-3-(4-HUTPOQEHIT)TUpa3HHa
(cramms 1 monydeHuss mpomexyTtouHoro coexusHeHust 11) (300 mr, 1,28 mmomb) ¢ 4-
MeTuapeHnnoopoHoBoi kuciaotoi (210 wmr, 1,54 MMonbp) ¢ THpUMEHEHHEM MOHOTHpaTa
kapOonara  Hatpus (410 wmr, 3,86 wmmoms) u  [1,1'-Ouc(aupenundocduno)-
dbeppoues|nuxnopnamnaaus (II) (47,14 mr, 0,06 mmouns) B cmecu IMCO u Boas! (10 mu, 3:1) pu
KT cornacHo criocoby, OnMCaHHOMY Ha CTaaAuU 1 MOJy4eHUs MPOMEKYTOYHOIO COENUHEHHs 1,
nosnyuanu 248 mr npoaykra;, "H SIMP (300 MI'u, CDCl3) & 2,38 (s, 3H), 7,15 (d, J = 7,8 'y, 2H),

7,30 (t,J=7,8T1, 2H), 8,18 (d, J=8,7 I'y, 2H), 8,65 (d, /= 11,4 'y, 2H).
Cranus 2: 4-[3-(4-meTundeHun)nupa3uH-2-1j |aHUIUH

VYka3aHHOE COENIUHEHHE IMOJIydaJd IyTeM BOCCTAHOBJIEHUS NPOMEKYTOYHOIO COEAMHEHHH,
noJiy4eHHoro Ha ctanuu 1 (240 mr, 0,83 MMoIIb), ¢ TpUMeHeHHeM nopouka xenesa (139 mr, 2,49
MMOJIb) U XJIOpUAa aMMoHuUs (445 wmr, 8,32 MMOJIb) B cMecH 3TaHouia 1 Boasl (10 mu, 4:1) cornacuo
croco0y, OMMCAHHOMY Ha CTaauH 4 TOJyYeHHs MPOMEKYTOUYHOTO COequHeH s 9, noay4anu 176
mr npoxykra; 'H AIMP (300 MI'u, IMCO-ds) 6 2,31 (s, 3H), 5,37 (s, 2H), 6,44 (d, J= 7,8 'y, 2H),
7,08 (d,J="7,8Tu, 2H), 7,14 (d, J=8,7 I'u, 2H), 7,31 (d, J= 7,8 T'u, 2H), 8,51 (d, J=9,0 I'Ly,
2H).

IIpomMexkyTouHOEe coenuHenue 18

4-[3-(4-propdhenmn)mupuanH-2-1i|aHIITHH

Cragus 1
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YKkazaHHOE COeAMHEHHUE MOJTyYaId yTeM B3aNMOACHCTBUS 3-0poM-2-(4-HUTPOQeHIIT ) TUPUINHA
(crammst 1 monydeHHsT MpOMEXyTOUHOro coexuneHust 14) (250 wmr, 0,89 mmomb) ¢ 4-
dropdennndoponopoii kucioroi (188 mr, 1,34 Mmonb) ¢ mpumeHeHnem kapbonata kanus (371
mr, 2,69 mmonb) u [1,1'-0uc(audennndocpuno)peppoueH]|-nuxnopnamnanus (II) (73 mr, 0,08
mmoib) B cmecu JIMCO u Boast (12 mi, 3:1) mpu KT cormacHo croco0y, OMMCAaHHOMY Ha CTaIuu
1 mony4eHus: MPOMEKYTOUHOTO coenuHenus 1, momy4anu 238 mr npoaykra; "H AMP (300 MI'w,
CDCl3) 6 7,02 (t,J=8,7T'y, 2H), 7,10-7,17 (m, 2H), 7,41-7,46 (m, 1H), 7,52 (d, /= 8,7 I'y, 2H),
7,77 (d, /=781, 1H), 8,12 (d, /J=8,4 'y, 2H), 8,74 (d, /=4,5 T, 1H).

Cranus 2: 4-[3-(4-propdennn)mupuann-2-ui|aHUIuH

VYka3aHHOE COENUHEHHE IOJydajJu IyTeM BOCCTAHOBJIEHUS IPOMEKYTOYHOIO COEAMHEHUH,
nojy4eHHoro Ha ctanuu 1 (230 mr, 0,78 MMoJIb), ¢ MpUMEHEeHHEM Topolka xenesa (218 mr, 3,91
MMOJIb) U XJI0puaa aMMoHus (418 mr, 7,81 mmosb) B cmecu 3TaHona 1 Boael (18 mu, 5:1) cornacuo
croco0y, OMMCAHHOMY Ha CTaJuU 4 TOJy4eHUs! MPOMEKYTOUYHOrO coenuHeHust 9, noay4danu 164
mr nponykra; 'H IMP (300 MI'n, JIMCO-ds) § 5,22 (s, 2H), 6,39 (d, J= 8,7 I'u, 2H), 6,96 (d, J =
7,8 'y, 2H), 7,13-7,24 (m, 4H), 7,29-7,33 (m, 1H), 7,69 (d, J = 7,2 'y, 1H), 8,55 (s, 1H).

IIpomesxyTouHOe coenmuenue 19

4-(3-peHnnmnupasuH-2-1i1)aHUIHH

NHZ

N
(_N
Cranus 1: 2-(4-aurpodennn)-3-peHnmnupasus

(_N

VYKazaHHOE COeNMHEHHE TOIyYaIl MyTeM B3aMMOACHUCTBUS 2-XJIOp-3-(4-HUTPOQ EHIT)TUpa3HHA
(crammss 1 monmyuyeHHWst mnpoMexyTodHoro coenuHeHus 11) (403 wr, 1,73 wmwmomb) ¢
¢dernnbopoHoBoi kucmoTon (253 wmr, 2,07 MMONb) C MPUMEHEHHEM MOHOTUapaTa kapOoHara
Hatpust (550 wmr, 5,19 mmons) u [1,1'-Ouc(nudpenunpocduno)-peppoueH|nuxnopnamiaaus (1I)
(63 mr, 0,08 mmob) B cmecu JIMCO u Bonbl (10 mi, 3:1) mpu KT cornacHo cnoco0y, onucaHHOMY

Ha cTaauu | MoJlyveHusl IPOMEKyTOYHOrO coefrHenus 1, monyyanu 356 mr npoaykra, 'H IMP
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(300 MI'w, CDCl3) § 7,26-7,45 (m, SH), 7,64 (d, J=8,7 'y, 2H), 8,16 (d, J = 9,0 T', 2H), 8,68 (d,
J=9,0 Ty, 2H).

Cranus 2: 4-(3-pernnmupasns-2-nui)aHuInH

VYKazaHHOE COEOMHEHHE IMOJy4YaJd IyTEM BOCCTAHOBJIEHHUS IPOMEXKYTOYHOTO COEAUHEHHUS,
nojy4eHHoro Ha ctanuu 1 (341 wmr, 1,22 MMoIb), ¢ mpUMEHEHHEM MopoIka kenesa (206 mr, 3,68
MMOJIb) U XJjopuaa ammonus (657 mr, 12,29 mmone) B cmecu 3Tanona u Boasl (10 mu, 4:1)
COTJIAaCHO Croco0y, OMMCAHHOMY Ha CTaaAud 4 TOJIYYEHHUS MPOMEKYTOYHOIO COeTUuHEHHs O,
nonydanu 219 mr npoaykra; 'H AMP (300 MI'u, IMCO-ds) & 5,39 (s, 2H), 6,44 (d, J = 8,4 T,
2H), 7,08 (d, J=8,7 I'y, 2H), 7,33-7,42 (m, SH), 8,52 (s, 1H), 8,57 (s, 1H).

IIpomexxyTouHoe coenuHenue 20

4-[3-(4-amuHO(peHIT )TN pa3uH-2-11| O H3OHUTPUIT

CN

®

N
(N

o™

Cranus 1: 4-(3-xn0pnupa3uH-2-ui)OeH30HUTPUIT

CN

VYKazaHHOE COeNWHEHHe TOJydaln NyTeM B3aumonedcTeus 2,3-muxnoprnupasuna (1,0 T,
6,77 Mmmonb) ¢ 4-unaHoeHmIO00poHOBON KHUCIOTOH (896 Mmr, 6,10 MMOJB) ¢ TpPUMEHEHHEM
MoHoruzapara kapOoHara Hatpus (2,5 r, 20,32 mmonb) u [1,1'-6uc(nudpenundocduno)-
deppouer|nuxnopnamnaaus (II) (245 mr, 0,33 mmonsp) B cmecu JIMCO u Bozsr (25 mi, 3:1) npu
KT cornacHo criocoby, ONMCaHHOMY Ha CTaAMU | MOJy4eHUsS] MPOMEKYTOYHOTO COENUHEHHS 1,
nonydanu 810 mr npoxyxkra; 'H AMP (300 MI'u, CDCl3) & 7,80 (d, J = 8,1 ', 2H), 7,95 (d, J =
8,4Tw, 2H), 8,43 (d, /J=2,4Tu, 1H), 8,65 (d,/=2,4Tu, 1H).

Cranus 2: 4-[3-(4-autpodennin)mupaznn-2-w |OEH30HUTPHIT
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VYKa3aHHOE COEOMHEHHE TOJNy4Yadd IyTeM B3aUMOJEHCTBHS MPOMEXKYTOYHOTO COEAUHEHHUs,
nojgydeHHoro Ha craaud 1 (503 wmr, 2,33 MMOnb), C NHHAKOJOBBIM 3(pupom 4-
HUTPO(EeHMIO0pOHOBOH KUCIOTHI (581 Mr, 2,33 MMOJIB) ¢ MPUMEHEHHEM MOHOTHIpaTa kapOoHaTa
Hatpust (867 mr, 6,99 mmons) u [1,1'-Ouc(nudpenunpocduno)peppouen]-nuxnopnamnaaus (II)
(85 mr, 0,11 mmonb) B cmecu JIMCO u Boasi (3:1, 10 mur) mpu KT cornacHo cioco0y, onrcanHoOMy
Ha CTanuM 1 MoyveHusl POMEKYTOYHOTO COeMHeHus 1, mosyyanu 526 mr npoaykra, "H SIMP

(300 MI'y, CDCl3) 6 7,55-7,66 (m, 6H), 8,20 (d, /= 8,1 I'y, 2H), 8,73 (s, 2H).
Cranus 3: 4-[3-(4-amunodenwn)nupasuH-2-mi|OeH30HUTPIIT

VYKazaHHOE COEJMHEHHE TMOJyYald MyTeM BOCCTAHOBJICHUS MPOMEKYTOYHOTO COEIMHEHHUS,
NOJIy4eHHOTro Ha ctanuu 2 (503 mr, 1,66 MMOJIb), ¢ PUMEHEHHEM MOPOLIKa kene3a (279 mr, 4,99
MMOJIb) U xJjopuna ammonus (890 mr, 16,64 mmoinb) B cmecu 3Tanona u Boasl (10 mu, 3:1)
COTJIAaCHO CMoco0y, OMMCAHHOMY Ha CTaaAuU 4 TIOJYYEHHUS MPOMEKYTOYHOTO COeTUHEHHs O,
nonyuanu 313 mr npoxyxra; 'H SIMP (300 MI'u, IMCO-ds) § 5,42 (s, 2H), 6,45 (d, J = 8,1 I'ly,
2H), 7,06 (d, J= 8,4 ', 2H), 7,59 (d, /= 7,8 ', 2H), 7,80 (d, /= 8,1 'y, 2H), 8,55 (s, 1H), 8,62
(s, 1H).

TIpomexxyrouHoe coequHenue 21

4-[3-(mupunuH-4-1i) M pasuH-2 -1 |aHTHH

N

J

| = NH2

N
(_N
Cranus 1: 2-(4-aurpodenun)-3-(mupuainH-4-1ui) mupasuH

N

J

| Z N02
N
(N
VYkazaHHOE COeMHEHHE MOIyYaid MyTeM B3aMMOACHCTBUS 2-XJIOp-3-(4-HUTPOQ EHIT)TUpa3HHA

(cramusa 1 monmydenus: npomekytouHoro coexunenust 11) (300 mr, 1,27 mmonb) ¢ nmupuanH-4-

6oponHoBoii kucnoroit (188 mr, 1,52 MMonp) ¢ mpumeHerneM kapboHarta kamus (528 wr, 3,82
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mmos) 1 [1,1'-6uc(nudenundocduno)peppoueH]-quxnopnamiaaus (1) (52 mr, 0,06 Mmoib) B
cvecu JIMCO u Bomer (16 mu, 3:1) mpu KT cormacHo cnocoly, omuicaHHOMY Ha ctamuu 1
TMONy4YeHHUs MPOMEKYTOUHOrO coenuHenus 1, momydamu 208 mr npoaykra; 'H SIMP (300 MI'w,
IMCO-ds) 6 7,40 (d, J=4,2 ', 2H), 7,69 (d, J = 8,1 I'y, 2H), 8,22 (d, J = 8,4 ', 2H), 8,58 (s,
2H), 8,87 (s, 2H).

Cranus 2: 4-[3-(mupunuH-4-un)nupasuH-2-nui|aHIINH

VYKazaHHOE COEOMHEHHE IMOJy4ald IyTeM BOCCTAHOBJIEHHS IPOMEXKYTOYHOTO COEAUHEHUS,
nojy4eHHoro Ha ctanuu 1 (200 mr, 0,71 MMoIb), ¢ mpuMeHeHHeM nopouka skenesa (200 mr, 3,69
MMOJIb) U XJ10puaa aMmmonus (384 mr, 7,18 mmorb) B cmecu 3tanona u Boasl (18 mu, 5:1) cormacuo
cnocoly, OMMCAHHOMY Ha CTaauu 4 MOJy4YeHHs IPOMEKYTOUYHOTO CoequHeHus 9, momyvanu 132
mr npoaykra; 'H SIMP (300 MI'u, IMCO-ds) & 5,48 (s, 2H), 6,47 (d, J= 8,1 'y, 2H), 7,09 (d, J =
8,1 I'y, 2H), 7,40 (d, J = 5,7 I', 2H), 8,54-8,65 (m, 4H).

IIpoMexyTouHOE coenrHenue 22

4-[5-(4-proppenun)-3-merun- 1 H-nupazon- 1 -ni|aHuamnx

F

/@,NHZ
/N
=N

Cranus 1: 1-(4-propdennn)oyran-1,3-nuoH

o O

Seas

B pactBop 4-¢propauneropenona (1,02 r, 7,38 mmonb), B Oe3sogHoMm TI'® (10 mu) mpwm
NepeMEIMBAaHNN TI0 4YacTsAM aodaBisun ruapua Hatpus (60% (macc./macc.), 886 wr, 22,15
mmois) ipu KT. Cmech nepemMerivBanu B Teuenue 30 MUHYT, B CMeCh Ao0aBsun stujanerar (3,0
w1, 29,5 mmonb) u pononHuTenbHO nepememmBanu npu 40°C B Teuenme 3 uacoB. Cmech
oxnaxpamn a0 KT, racmm 1u. HCl wm skcrparmpoBanmm stuianeratrom (100 mim x2).
OObennHeHHbIE OPraHUYECKHEe CJIOW MPOMBIBATH COJieBbIM pacTBopoM (100 mi), cymmnmm Hax
0e3BOIHBIM CYJIb()ATOM HATPUS U KOHLEHTPUPOBAIH MPU MOHIKEHHOM AasieHnH. [TonyueHHOe
HEOUHIIIEHHOE COCAMHEHNE OYMIIAIN IyTeM KOJIOHOYHOW Xpomartorpaduu Ha CHIIMKareie C
nonyuenuem 813 mr uenesoro nponykra; 'H SIMP (300 MI'u, CDCls) § 2,19 (s, 3H), 6,13 (s, 1H),
7,12 (t, J=8,4T', 2H), 7,89 (t, /= 5,4 ', 2H), 16,16 (mmp.s, 1H).
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Cranus 2: 5-(4-propdennn)-3-metun-1-(4-aurpodenmn)-1H-nupaszon

o
/N
=N

CMmech MPOMEKYTOYHOTO COENMHEHUs, MoTy4eHHoro Ha craguu 1 (202 wmr, 1,12 mmons), u 4-
Hurpopenmnruapasusa (206 mr, 1,34 mmone) B 3Tanone (10 M) KUDSATHIN TPU TEMIIepaType
oOpaTHOW KOHAeHcauuu B TeueHHe 3 4yacoB. OTrOHSUIM PAacTBOPHUTENIb M IMOJYYEHHBIH TaKUM
00pa3oM OCTAaTOK OYMINAJHU MyT€M KOJOHOUHON XpoMaTrorpadpuu Ha CHUJIMKareye ¢ NOJy4eHHEM
231 mr tutyasHOro npoaykra; 'H SIMP (300 MI'u, IMCO-ds) 8 2,29 (s, 3H), 6,54 (s, 1H), 7,21-
7,33 (m, 4H), 7,46 (d, J= 9,0 T'y, 2H), 8,22 (d, J= 8,7 'y, 2H); UDP-MC (m/z) 298 (M+H)".

Cranus 3: 4-[5-(4-propdennn)-3-metun- 1 H-nupa3on- 1 -1 |aHuamH

VYka3aHHOE COEIUHEHHE IMOJIydyaJd IyTeM BOCCTAHOBJIEHUS INPOMEKYTOYHOIO COEAMHEHUH,
NOJIy4eHHOTro Ha ctanuu 2 (221 mr, 0,74 MMOJIb), ¢ PUMEHEHHEM MopoLIKa kene3a (125 mr, 2,23
MMOJIb) ¥ xstopuza aMmMmonus (408 mr, 7,43 Mmmonp) B cMecH 3Tanouna ¥ Boas! (10 mi, 4:1) cornacHo
cnoco0y, OMMCAHHOMY Ha CTaJUU 4 TOJy4eHHUs MPOMEKYTOUHOTO coenuHeHus 9, monyqanu 151
mr npoaykta;, 'H SIMP (300 MI'u, IMCO-ds) § 2,20 (s, 3H), 5,27 (s, 2H), 6,33 (s, 1H), 6,48 (d, J
=9,0Tu, 2H), 6,82 (d, /= 9,0 I'y, 2H), 7,10-7,21 (m, 4H); UDP-MC (m/z) 268 (M+H)".

TIpomMexxyTouHOe coenrHenue 23

4-[3-(1-meTun-1H-nupazon-4-wn)nupasuH-2-1il | aHUITUH

Cranus 1: 2-xnop-3-(1-merun-1H-nupaszon-4-un)nupasux

CH
NN

(A
~-Cl

k,N

VYKazaHHOE COEAMHEHHUE IMONydald MyTeM B3auMoAencTBus 2,3-auxnopnupasusa (200 mr, 1,34
MMOJIb) ¢ TMHAKOJIOBBIM 3pupom 1-metunnupas3on-4-0oponosoii kuciotsl (335 mr, 1,61 mmonb)
¢  mnpuMmeHeHHWeM  kapbonara  kamusa (557  wmr 402 wmmoms) wuw o [1,1-

2
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ouc(nudpenmndochuno)peppoueH | nuxnoprnamianus (II) (55 mr, 0,06 mmons) B cmecu JIMCO u
Bogbel (16 mu, 3:1) mpm 90°C cormacHo cnocoOy, ONMUCAHHOMY Ha CTaauud 1 TOJIydeHus
MPOMEKYTOYHOTO coeuHenus 1, nomaydanu 156 mr nponykra;, 'H AMP (300 MI'u, JIMCO-ds) &
3,92 (s, 3H), 8,13 (s, 1H), 8,30 (s, 1H), 8,52 (s, 1H), 8,61 (s, 1H).

Cranus 2: 4-[3-(1-meTnn-1H-nmpaszon-4-un)nupa3uH-2- 1| aHAITHH

VYKazaHHOE COEOMHEHHE TOJNydYadd IyTeM B3aUMOJEHCTBHS NPOMEXKYTOYHOTO COEAUHEHUs,
noigydeHHoro Ha craaun 1 (150 wmr, 0,77 MMmonb), C NHHAKOJOBBIM 3(pupom 4-
aMuHO(peHUI00pOoHOBOH KuCOThI (203 Mr, 0,92 MMoOIb) ¢ mpuMeHeHneM 2M pacTBopa kapOoHaTa
Hatpus (1,2 mi, 2,31 mmonb) u Terpakuc(tpudennndochun)namianus (0) (89 mr, 0,07 mmoIb) B
1,4-nmuokcane (2,3 mur) mpu 90°C coriacHo crnocoOy, OMUCAHHOMY Ha CTaaud | mosydeHus
MIPOMEKYTOYHOTO coenrHenus 1, momydamu 86 mr npoaykra; 'H IMP (300 MI'u, IMCO-ds) &
3,78 (s, 3H), 5,43 (s, 2H), 6,60 (d, J = 8,4 I'y, 2H), 7,17 (t, J= 8,1 ', 3H), 7,74 (s, 1H), 8,41 (d,
J=9,3Tm, 2H).

IIpomMmexyTouHOEe coennuenue 24

1-{4-[3-(4-amuHOpeHUT )TUPA3HH-2 - 1T |TUTIepa3uH- | -1 } 5TaHOH

YO
N
() o
N 2

O

(N

Cranus 1: 1-[4-(3-xnopnupa3uH-2-1i)IHnepasuH- 1 -1 |3TaHoH

YO
N
» C
N |

VYKazaHHOE COEAMHEHHUE IMOJTydald MyTeM B3auMOAeHCTBUs 2,3-auxnopnupasuHa (300 mr, 2,01
MMOJIb) ¢ 1-anerunnunepasuaoMm (258 mr, 2,01 Mmounb) ¢ mpumMeHeHneM kapOoHaTta kanus (278
mr, 2,01 mmous) B aerorutpuie (20 mut) mpu 100°C cornacHo ¢rnoco0y, OMMCAHHOMY Ha CTaIuu
1 mony4eHus MPOMEKYTOUHOTO COefUHeHus 7, mony4anu 247 mr npoaykra; 'H AMP (300 MT'w,
CDCl3) & 2,15 (s, 3H), 3,44 (ump.s, 4H), 3,64 (wwmp.s, 2H), 3,77 (wwup.s, 2H), 7,94 (s, 1H), 8,13
(s, 1H).

Cranus 2: 1-{4-[3-(4-aurpodennn)nupa3uH-2-ui|nunepasuH- 1 -ui } STaHoH
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VYKazaHHOE COEOMHEHHE TOJNy4Yadd IyTeM B3aUMOJEHCTBHS NPOMEXKYTOYHOTO COEAMHEHHUS,
nojgydeHHoro Ha craaud 1 (200 wmr, 0,83 MMOnb), C NHHAKOJOBBIM 3(upom 4-
HUTPO(EeHMIO0POHOBOH KUCIOTHI (248 Mr, 0,99 MMonb) ¢ mpuMeHeHneM kapOoHarta kanus (344
mr, 2,49 mmone) u [1,1-6uc(audennndocduno)deppouen|nuxnopnamnanus (II) (34 mr, 0,04
mmodb) B cMecu JIMCO u Bonbt (12 mu, 3:1) mpu KT cornmacHo cnocoOy, onmucaHHOMY Ha CTaiuu
1 mony4eHus: MPOMEKYTOUHOTO coenuHenus 1, momyyanu 127 mr npoaykra; "H SIMP (300 MI'w,
CDCl3) 6 2,08 (s, 3H), 3,15-3,26 (m, 4H), 3,48 (muup.s, 2H), 3,61 (wup.s, 2H), 8,15 (t, /J=8,7 I'L,
3H), 8,30 (t, /=8,7 I'y, 3H).

Cranus 3: 1-{4-[3-(4-amuHO(EHMI ) TMpa3HH-2-WJI | TUIIePa3HUH- | -1JT } STAHOH

VYKka3zaHHOE CO€AMHEHHE TMOJy4yadu IyTEM BOCCTAHOBJIEHUsS IPOMEKYTOUHOIO COEIUHEHUS,
nojry4eHHoro Ha ctaguu 2 (100 mr, 0,30 MMoIIb), ¢ MPUMEHEHHEeM MopoInka xejes3a (85 mr, 1,52
MMOJIb) U XJ10puaa ammonus (163 mr, 3,05 MMosib) B cMecu 3TaHosa 1 Boasl (18 mu, 5:1) cornmacuo
croco0y, OMMCAHHOMY Ha CTaauu 4 MOJIy4YeHHsI IPOMEKYTOUHOTO COeTUHEHUs 9, onyyanu 87 mMr
npoxaykra;, 'H SIMP (300 MI', IMCO-ds) & 1,98 (s, 3H), 3,06 (mup.s, 4H), 3,47 (wup.s, 4H),
5,46 (s, 2H), 6,62 (d, J= 8,4 T'u, 2H), 7,70 (d, J = 8,4 T'u, 2H), 8,03 (s, 1H), 8,12 (s, 1H); UDP-
MC (m/z) 298 (M+H)".

IIpoMeKyTOUHOE COEMUHEHHE 25

5-[3-(4-amunodenmn)nupasuH-2-ui| - 1 -merunnupuaus-2( 1 4)-oxH

(N
= NH2
N
(N
Cranus 1: 1-metnn-5-(4,4,5,5-rerpamerui-1,3,2-nuokcadoponan-2-un)nupunausa-2( 1 H)-ox

o]

N/
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B nepememmBaemyo cycrnensmo S-Opom-1-mermnmupunus-2(1H)-ona (470 mr, 2,49 mMmonb),
anerata kamust (736 mr, 7,49 mmone) u Ouc(rmuHakomaro)qubopa (952 wmr, 3,74 mmonb) B
nerasupoBaHHOM nojmaTmwieHrukone 400 (15 mun) mobasmsumu [1,1'-6uc(mudenundochuno)-
deppoues|muxnopnamaanii (II) (204 mr, 0,24 mmons) npu KT. TlonydeHHYIO CyCIEH3HIO
nepememnBan B TedeHue 3 4acoB npu 80°C. Peakuumonnyro cmech oxnaxganu 1o KT,
pasz0asisun strnaneratoM (100 mu) u mpomeBaiu Bogoi (100 mit), 3aTeM CONEBBIM PaCTBOPOM
(100 mm). KoHueHTpupoBamu OpraHUYECKHH CJIOM M OYMINANU TMOJYYEHHBIH OCTATOK MyTeEM
KOJIOHOYHOM (nsi-xpomarorpaduu ¢ nonyyeruem 160 mr tutyabHoro npoaykTa; 'H AMP (300
MI'y, CDCls) 6 1,30 (s, 12H), 3,54 (s, 3H), 6,53 (d, /= 9,3 I'y, 1H), 7,60 (d, /= 9,0 I'y, 1H), 7,75
(s, 1H); XUAJA-MC (m/z) 236 (M+H)".

Crapus 2: 1-metun-5-[3-(4-aurpodennn)nupazus-2-mn | nupunus-2(14)-on

N

(N
YkazaHHOE COeMHEHHEe TOIy4aal MyTeM B3aMMOACUCTBUS 2-XJIOP-3-(4-HUTPOQ EHIT ) TUpa3HHA
(ctapus 1 monyudenus npomesxytouHoro coenunenus 11) (90 mr, 0,38 MMOJIb) ¢ MPOMEKYTOYHBIM
coeMHeHueM, nony4yeHHbM Ha ctaauu 1 (100 mr, 0,42 MMoIb), C pUMEHEeHHEM KapOOHaTa Kaus
(176 wr, 1,27 mmonb) u [1,1-6uc(audenunndocduno)deppouen]|auxnopnamanus (II) (35 wr,
0,04 mmonp) B cmecu [IMCO u Boast (12 min, 3:1) npu KT cornacHo crioco0y, OmucaHHOMY Ha
craguu 1 noaydeHus IPOMEKyTOYHOTO coeuHenus 1, mosyuanu 63 mr npoxaykra. 'H SIMP (300
MI'u, CDCIs) 6 3,59 (s, 3H), 6,40 (d,/=9,3 'y, 1H), 7,08 (d, /=9,6 T'y, 1H), 7,78 (d,/=8,7 'y,
2H), 7,86 (s, 1H), 8,28 (d, /= 8,7 ', 2H), 8,61 (s, 2H).

Cranus 3: 5-[3-(4-amunodennn)mupasus-2-wui|- 1 -metrmupuans-2( 1 H)-ox

VYKazaHHOE COCOMHEHHE MOJYYaJd MyTeM BOCCTAHOBJICHUS IMPOMEXKYTOYHOTO COEIUHEHUS,
noJy4eHHoro Ha ctanuu 2 (160 mr, 0,51 MMoIb), ¢ TpuMeHeHneM ropomka kenesa (145 mr, 2,59
MMOJIb) U XJI0puAa aMMoHus (278 wmr, 5,19 mmorb) B cmecu 3tanoa 1 BoasI (18 mu, 5:1) cormacuo
croco0y, ONMMCAaHHOMY Ha CTauH 4 TIOJTy4eHUs MPOMEKYTOYHOTO COEAMHEH U 9, moydanu 93 mr
npoaykta; 'H AMP (300 MI'u, CDCls) § 3,44-3,58 (m, 3H), 6,38-6,42 (m, 1H), 7,04 (d, J = 7,5
I'u, 1H), 7,14 (d, J=8,7 I'u, 1H), 7,26 (s, 1H), 7,42 (d, J= 8,1 I'y, 2H), 7,50-7,53 (m, 1H), 7,78
(mup.s, 1H), 8,45-8,56 (m, 2H).

IIpoMeXXKVTOUHOE COENMHEHHE 20
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4-[3-(4-xnopdennn)nupazun-2-mi|-2-QTopaHIINH

Cl
O L NH;
NS

(N

VYKazaHHOE COeMHEHHE MOJyYall MyTeM B3auMOAEHCTBUS 2-XJOp-3-(4-xyopeHmnn)nupa3nHa
(cragusi 1 monydenus npomMexytouHoro coeaurerus 1) (300 mr, 1,33 MMOJb) C MMHAKOJOBBIM
s¢upom 4-amuHo-3-propdpenmnooponosoii kuciaotel (380 mr, 1,63 MMONB) C MPUMEHEHHEM
kapOoHara KaJusi (552 MT, 3,99 MMOJIb) u [1,1-
ouc(nudpenundochuno)deppouen|auxnaopnamnanus (II) (109 mr, 0,13 mmons) B cmecu JIMCO u
Bonbl (20 mu, 3:1) mpu KT cormacHo cmocoOy, OMMCaHHOMY Ha CTaauu | mony4deHus
MPOMESKYTOYHOTO coenMHenus 1, monyvanu 196 mr npoaykra; "H SIMP (300 MI', CDCl3) § 3,85-
3,89 (m, 2H), 6,82-6,86 (m, 1H), 7,03 (d, /=72 Ty, 1H), 7,21-7,31 (m, 3H), 7,42 (d, /=8,4 I'y,
2H), 8,56 (s, 2H).

IIpomMmesxyTouHOEe coenmHenue 27

4-[3-(4-meTokcudeHn)mupasuH-2 -1 |aHHTUH
e

N
(_N

Q NH,

Cranus 1: 2-(4-merokcudenmn)-3-(4-aurpod eHun)nupasuH

~0
lO NO;

LA

(_N

VYKazaHHOE COeNMHEHHE MOIyYaId MyTeM B3aMMOACHUCTBUS 2-XJIOP-3-(4-HUTPOQ EHIT)TUpa3HHA
(crammst 1 monydeHus: mpomexyrouHoro coexmneHust 11) (300 mr, 1,28 mmomb) ¢ 4-
MeTOKCU(peHTOOpOHOBOH KkuciaoTor (235 wmr, 1,54 MMonb) ¢ NpPUMEHEHHEM MOHOTHApATa
kapOoHara HaTpus (410 MT, 3,86 MMOJIb) u [1,1-
ouc(nudenmnpochuno)peppoueH|nuxnopnamianus (1) (47 mr, 0,06 mmons) B cmecu JIMCO u

Bogbl (10 mn, 3:1) mpu KT cormacHo cmocoOy, ommcaHHOMY Ha CTagud | TOJIy4eHUs

TMPOMEKYTOYHOTO coenuHenust 1, nonyuanu 298 mr npoaykra; 'H SIMP (300 MI'u, CDCl3) § 3,82
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(s, 3H), 6,85 (d, /= 8,7 T'w, 2H), 7,37 (d, J = 8,1 T'w, 2H), 7,66 (d, J = 8,1 T'w, 2H), 8,19 (d, J = 8,7
Iy, 2H), 8,64 (d, /= 10,2 T, 2H).

Cranus 2: 4-[3-(4-merokcudeHnn)nupasuH-2 -1 |aHUIHH

VYKa3aHHOE COEOMHEHHE IMOJYyYald IyTEM BOCCTAHOBJICHUS IPOMEXKYTOYHOTO COEAUHEHHUS,
nojy4eHHoro Ha ctanuu 1 (277 mr, 0,90 MMoIb), ¢ mpuMeHeHneM ropouka kenesa (151 mr, 2,70
MMOJIb) U XJ10puaa aMMoHus (482 wmr, 9,13 mmorb) B cmecu 3taHona 1 Boael (10 mu, 3:1) cormacuo
croco0y, OMMCAaHHOMY Ha CTaJuu 4 MOJyYeHUs MPOMEKYTOYHOro coenquHeHus 9, nomaydanu 199
mr npoaykra; 'H SIMP (300 MI'u, IMCO-ds) 8 3,76 (s, 3H), 5,37 (s, 2H), 6,45 (d, J= 8,7 ', 2H),
6,89 (d, J=8,1 I'y, 2H), 7,10 (d, /= 8,1 I'y, 2H), 7,37 (d, /= 8,7 I'y, 2H), 8,49 (d, /= 10,2 I'y,
2H).

IIpomMexyTouHOEe coenruenue 28

4-[5-(4-proppenun)-3-(tpudpropmerwn)- 1 H-nupazon-1-un|aHunmx

F

o
7 "N
=N

FsC
Cranus 1: 4,4,4-rpudrop-1-(4-propdpennn)dyran-1,3-quon

o O

F

VYKazaHHOE COEAMHEHHE TMOoNy4dad TyTeM B3aumoneicteus 4-¢propaueroperona (2,1 r,
15,23 mmonb) ¢ stun-tpudropauerarom (2,0 miu, 16,79 MMonb) ¢ NMPUMEHEHHEM METOKCHUIA
Hatpust (25% B CH3OH, 1,14 mn, 18,2 mmonb) B metun-mpem-OoytunosoM sdupe (4,5 m)
COTJIACHO CHOCO0Y, OMMCAHHOMY Ha CTaguu | MOJy4YeHHs MPOMEKYTOUYHOTO COENUHEHHs 22,
nony4danu 2,10 r npoxaykra; 'H AMP (300 MI'u, CDCls) § 6,53 (s, 1H), 7,10-7,26 (m, 2H), 7,95-
8,01 (m, 2H).

Cranus 2: 5-(4-propdernn)- 1 -(4-aurpodenmn)-3-(tpudropmernn)-1 H-nupazon
F

o™
7 N
=N

FsC
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VYka3aHHOe COeNUMHEHHEe NOoJy4alau IMyTeM B3aUMOJAEWUCTBUsI MPOMEKYTOYHOIO COEAMHEHUH,
noixydeHHoro Ha cragmd 1 (1,02 1, 4,35 mmonp), ¢ 4-HuTpodeHmIrHapasuHoM (667 wr,
4,35 mmonb) B 2,2, 2-tpudropstanone (10 mi) cormacHo crocoOy, ONMCAHHOMY Ha CTaauu 2
TMONy4YeHHs: TIPOMEKYTOYHOTO CoeHenus 22, nonyyanu 613 mr npoaykra;, '"H SIMP (300 MI'w,
CDCl3) 6 6,77 (s, 1H), 7,10 (t, /= 8,4 'y, 2H), 7,23 (t, J=4,8 'y, 2H), 7,50 (d, /= 8,7 I'y, 2H),
8,24 (d, J=8,4 'y, 2H).

Cranus 3: 4-[5-(4-proppennn)-3-(tpupropmernn)- 1 H-nupazon- 1 -min|aaunms

VYKa3aHHOE COEOMHEHHE IMOJy4ald IyTeM BOCCTAHOBJIEHHS IPOMEXKYTOYHOTO COEAUHEHHUs,
nojy4eHHoro Ha ctanuu 2 (511 mr, 1,59 Mmmorb), ¢ npuMeHeHneM Nopouka xenesa (266 mr, 4,77
MMOJIb) U xjopuna ammonus (850 mr, 15,90 mmonb) B cmecu staHosa U Bogbl (10 mu, 3:1)
COIJIaCHO Croco0y, OMMCAHHOMY Ha CTaaAuU 4 TOJIYYEHHUs NPOMEXKYTOYHOTO COequHeHUs O,
nonyuanu 314 mr npoxykra; 'H SIMP (300 MI'u, IMCO-ds) § 5,48 (s, 2H), 6,53 (d, J = 8,4 I'ly,
2H), 6,95 (d, J=8,7T'y, 2H), 7,10 (s, 1H), 7,21-7,26 (m, 2H), 7,30-7,33 (m, 2H).

IIpomMexyTouHOE coenrHenue 29

4-[5-(2-xnopdenmn)-3-(rpudropmerun)- 1 H-nupason-1-win]anunuH

ONHZ
7 N
=N

FsC
Cranus 1: 1-(2-xnopdennn)-4,4,4-tpudpropbyran-1,3-a1oH

0 O

©\)\)LCF3
Cl

VYKazaHHOE COEOUHEHHE TOJy4ald NyTeM B3auMopaencTBusi 2-xyopaunerodenona (1,10 T,
7,11 mmonb) ¢ stun-tpudropauerarom (929 mxin, 7,82 MMONb) C MPUMEHEHHEM METOKCHA
Hatpust (25% B CH3OH, 1,84 mn, 8,53 mmone) B merun-mpem-oytunosoM s¢upe (10 mu)
COTJIACHO CHOCO0y, OMMCAHHOMY Ha CTagud | MOJy4YeHHs MPOMEKYTOUYHOTO COENUHEHHs 22,
nonydanu 1,05 r npoaykra; 'H AMP (300 MI', CDCl3) § 6,57 (s, 1H), 7,32-7,49 (m, 3H), 7,67
(d,J=7,5Tu, 1H).

Cranus 2: 5-(2-xnoppennn)-1-(4-autpodennn)-3-(tpudropmern)-1H-nupazon
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VYka3aHHOE COeNUHEHHEe NOoJy4alu IMyTeM B3aUMOJAEWUCTBUsI MPOMEKYTOYHOIO COEAMHEHUH,
noixydeHHoro Ha craguud 1 (1,12 r, 4,86 mMmonp), ¢ 4-HurpodeHmnruapasuHom (745 wr,
4,86 mmoinb) B 2,2, 2-TpudTopatanoie (10 mi) cornacHO crnoco0y, OMHUCAaHHOMY Ha CTaguu 2
TMONy4YeHHs: TIPOMEKYTOIHOTO CoeHenus 22, nonyyanu 813 mr npoaykra;, "H SIMP (300 MI'w,

CDCls) 6 6,80 (s, 1H), 7,25 (s, 2H), 7,35-7,47 (m, 4H), 8,16 (d, /=9,3 ', 2H).
Cragus 3: 4-[5-(2-xnopdenun)-3-(tpudropmernn)-1 H-nupazon-1-wun]anuimH

VYKazaHHOE COEOMHEHHE IMOJy4add IyTEM BOCCTAHOBJIEHUS IPOMEXYTOYHOTO COEAUHEHUS,
nojy4eHHoro Ha ctanuu 2 (709 mr, 1,93 Mmorb), ¢ npuMeHeHneM nopouka skenesa (323 mr, 5,79
MMOJIb) 1 XJtopua amMoHus (1,33 1, 19,32 mmonb) B cmecu 3TaHo1a 1 Boael (10 mi, 3:1) cornmacHo
croco0y, OMMCAaHHOMY Ha CTaJuU 4 TOJyYeHUs MPOMEKYTOUYHOTO coenuHeHust 9, moy4danu 412
mr nponykra; 'H IMP (300 MT'u, JIMCO-ds) & 5,38 (s, 2H), 6,44 (d, J=8,7 I'u, 2H), 6,88 (d, J =
8,7 T'u, 2H), 7,03 (s, 1H), 7,40-7,51 (m, 4H); XUAJ-MC (m/z) 338 (M+H)".

TIpomexxyrouHoe coenuuenue 30

4-[3-(2-xn0opdheHmn)nupuanH-2 -1 |aHUITHH

YkazaHHOE COeAMHEHHUE MOTyHaId yTeM B3aUMOACHCTBUS 3-0poM-2-(4-HUTpOQeHIIT ) TUPUINHA
(crammst 1 monydeHusT MpOMEXyTOUHOro coexuneHus 14) (250 wmr, 0,89 mmomb) ¢ 2-
xyopheHnnoopoHoBoi kuciaoTo (209 mr, 1,34 mmonb) ¢ npuMeHeHneM kapboHarta kanus (371
mr, 2,69 mmone) u [1,1'-0uc(audennndocpuno)dpeppoueH]|-nuxnopnamaanus (II) (73 mr, 0,08
mmoib) B cmecu JIMCO u Boast (12 mi, 3:1) mpu KT cornacHo croco0y, OMMCaHHOMY Ha CTauu

1 mony4eHus MPOMeKyTOUHOrO coenuHenus 1, momydanu 193 mr npoxykra; "H AMP (300 MI'w,
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TIMCO-ds) 8 7,40-7,62 (m, 7H), 7,86 (d, /= 7,8 Ty, 1H), 8,11 (d, /= 9,0 'y, 2H), 8,79 (d, J = 3,0
Iy, 1H).

Cranus 2: 4-[3-(2-xnopdeHnn) mupuanH-2 -1 |aHITHH

VYKazaHHOE COEOMHEHHE IMOJy4YaJd IyTEM BOCCTAHOBJIEHHUS IPOMEXKYTOYHOTO COEAUHEHHUS,
nojiyueHHoro Ha ctaguu 1 (184 mr, 0,59 MMoub), ¢ mpuMeHeHHeM noporka xkejesa (165 mr, 2,96
MMOJIb) U XJI0puaa aMMoHus (316 mr, 5,92 mmorb) B cMecH 3TaHona 1 Boxsl (12 mu, 3:1) cornacuo
croco0y, ONMMCAaHHOMY Ha CTaJuu 4 MOJy4eHUs MPOMEKYTOYHOro coenquHeHus 9, nomayydanu 127
mr nponykra;, 'H IMP (300 MI'u, JIMCO-ds) § 5,17 (s, 2H), 6,31 (d, J= 8,4 T'u, 2H), 6,94 (d, J =
7,8 I'u, 2H), 7,23-7,32 (m, 4H), 7,40-7,43 (m, 1H), 7,60 (d, /=7,5 'y, 1H), 8,58 (s, 1H).

IIpomexxyTouHoe coequHenue 31

4-[3-(2-meTundeHnn)nupasuH-2- 1 |JaHUINH

ne

N
(N

S

Cranus 1: 2-(2-metundennn)-3-(4-HUTpOQ €HILT ) THPa3UH

NO

HsC N Q 2
(_N

VYKazaHHOE COeMHEHHE TOJIyYaIl MyTeM B3aMMOACHUCTBUS 2-XJIOP-3-(4-HUTPOQ EHIT)TUpa3HHA
(crammst 1 monydeHus: mpomexkyTouHoro coexunenuss 11) (309 wmr, 1,28 mmomb) ¢ o-
TONYWIOOPOHOBOH KucioTOH (210 Mmr, 1,54 MMoOnb) ¢ MpUMEHEHHEM MOHOTHApaTa KapOoHaTa
Hatpust (410 wmr, 3,86 mmonb) u [1,1'-Ouc(nudpenunpocduno)-peppoueH|muxnopnamiaaus (1I)
(47 wmr, 0,06 mmonb) B cmecu JIMCO wu Bonbr (10 mut, 3:1) mpu 100°C coriacHo criocody,
ONMCAaHHOMY Ha CTaaiuM | NOJy4YeHHs NPOMEKYTOYHOrO coeAuHeHus 1, momydanu 258 mr
npoaykra; "H IMP (300 MI'u, CDCl3) § 2,01 (s, 3H), 7,20-7,33 (s, 4H), 7,58 (d, J= 8,7 I'u, 2H),
8,10 (d,/=9,0Tu, 2H), 8,71 (s, 2H); XUAI-MC (m/z) 292 (M+H)".

Cranus 2: 4-[3-(2-metundennn)mupasuH-2 -1 |aHUINH

VYka3aHHOe COENWHEHHE TMOJNyYajl MyTeM BOCCTAHOBIIEHUS MPOMEKYTOYHOTO COEIMHEHUS,
nojiyueHHoro Ha ctaguu 1 (223 mr, 0,76 MMOIIb), ¢ IpUMEHEHHEM MOpoIKa xkejes3a (128 mr, 2,29

MMOJIb) U XJtopuaa aMmonus (410 mr, 7,65 mmodb) B cmecH 3taHona 1 Boasl (10 mu, 1:1) cormacuo
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croco0y, ONMMCAaHHOMY Ha CTaJuHu 4 MOJyYeHUs] MPOMEKYTOYHOrO coenquHeHus 9, momay4danu 153
mr npoaykra; '"H SIMP (300 MI'u, IMCO-ds) 8 1,89 (s, 3H), 5,36 (s, 2H), 6,36 (d, J = 8,4 'y, 2H),
7,03 (d, J = 8,1 I'y, 2H), 7,20-7,27 (m, 4H), 8,52 (s, 1H), 8,61 (s, 1H); XUAJ-MC (m/z) 262
(M+H)".

IIpoMekyTOUHOE coenuHeHne 32

4-[3-(4-meTunnunepasuH- 1 -uin)nupasuH-2-1i |aHIITHH

Eﬁj
LT

(N

Cranus 1: 2-xnop-3-(4-mMeTunnunepasus- 1 -mn)nupasus

()

\Cl

|
N
N

=

VYKazaHHOE COeNUHEHHe TOJydaln NyTeM B3aumonedcTBus 2,3-muxnoprnupasuna (1,0 T,
6,71 mmonb) ¢ N-merunnunepasuaom (988 mr, 9,86 mmonb) B auetonutpuie (25 mu) npu KT
COTJIACHO CMoco0y, OMMCAHHOMY Ha CTaaAMU | TIOJYYEHHUS MPOMEKYTOYHOTO COCTUHEHHs 7,
nonydanu 658 mr npoaykra; H SIMP (300 MI', CDCl3) 8 2,40 (s, 3H), 2,58-2,65 (m, 4H), 3,52
(s, 4H), 7,86 (d, J=2,1 T, 1H), 8,09 (s, 1H).

Cranus 2: 2-(4-merunnunepasus- 1 -mn)-3-(4-auTpodeHun ) mupasuH

(
N
(N

|
N
Y e

VYKazaHHOE COCOMHEHHE TOJNyYadd IMyTeM B3aUMOJEHCTBHS MPOMEKYTOYHOTO COEIMHEHHUS,
nojgydeHHoro Ha craaud 1 (300 wmr, 1,41 MMonb), C TMHAKOJOBBIM 3(upom 4-
HUTPO(DEHMIOOPOHOBOH KHUCIOTHI (422 Mmr, 1,69 MMonp) ¢ mpuMeHeHHeM kapOoHarta kamus (585
mr, 4,23 mmous) u [1,1-6uc(audennndocuno)deppoues|nuxiopnamnanus (II) (58 mr, 0,07
mmoJib) B cMecu JIMCO u Boast (12 mit, 3:1) mpu 80°C cornacHo croco0y, OMUCAHHOMY Ha CTaIuu
1 mony4eHus MPOMeKyTOUHOrO coenuHenus 1, momyqanu 208 mr npoaykra; 'H AMP (300 MI'w,

CDCls) § 2,38 (s, 3H), 2,53 (s, 4H), 3,30 (s, 4H), 8,12-8,21 (m, 4H), 8,32 (d, J = 8,7 I'y, 2H).
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Cranus 3: 4-[3-(4-meTunmnunepasus- 1 -uin)nupasuH-2 -1 |aHAITHH

VYKa3aHHOE COEOMHEHHE MOJYyYald IyTEM BOCCTAHOBJIECHHUS IPOMEXKYTOYHOTO COEAUHEHHUS,
noJy4eHHoro Ha ctanuu 2 (200 mr, 0,66 MMOJIb), ¢ TpUMEHEHHEM ropoika kenesa (186 mr, 3,34
MMOJIb) U XJI0puAa aMMoHus (358 wmr, 6,68 MmoIIb) B cMecH 3TaHona 1 Boael (18 mu, 5:1) cormacuo
croco0y, OMMCAaHHOMY Ha CTaJuu 4 TOJyYeHUs! MPOMEKYTOUHOro coenquHeHus 9, noaydanu 129
mr npoaykTa; 'H SIMP (300 MI', CDCl3) § 2,41 (s, 4H), 2,60 (s, 4H), 3,34 (s, 3H), 3,85 (wwup.s,
2H), 6,73 (d, J=38,7T1, 2H), 7,74 (d, /= 7,8 I'y, 2H), 8,01 (s, 1H), 8,12 (s, 1H); XUAA-MC (m/z)
270 (M+H)".

IIpomexxyTouHoe coenuHenue 33

4-[3-(4->TunnunepasuH- 1-mn)nupasuH-2-1i|aHUINH

N
N
)
N
(_N
Cranus 1: 2-xnop-3-(4-3Tunnunepasus- | -uin)nupasvx

3
»

=z

VYKazaHHOE COeNWHEHHe TOJydaln NyTeM B3aumonehcTeus 2,3-muxnoprnupasuna (1,0 T,
6,71 mmoub) ¢ N-stunnunepasusHom (1,13 r, 9,86 mmonb) B aneroHutpuiie (25 Mi1) COMIacHO
cnoco0y, ONMMCAHHOMY Ha CTaJAUU | MOJY4EHHUs MPOMEKYTOUYHOTO COeNUHEHHsI 7, moay4yaimu 958

mr nponykra; UIP-MC (m/z) 227 (M+H)".

Cranus 2: 2-(4-stunnunepasus- 1 -mn)-3-(4-aurpodeHun) miupasuH
®
N
N
(N
VYKazaHHOE COCOMHEHHE TOJNyYadd IMyTeM B3aUMOIEHCTBHS NMPOMEKYTOYHOTO COEAMHEHHUs,

nojgydeHHoro Ha craaud 1 (300 wmr, 1,32 MMonb), C TMHAKOJOBBIM 3(upom 4-

HUTPO(DEHMITOO0POHOBOH KHUCIOTHI (396 Mmr, 1,59 MMonb) ¢ mpuMeHeHneM kapOoHarta kanus (549
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mr, 3,97 mmons) u [1,1-6uc(audennndocduno)deppoues|nuxnopnamnanus (II) (54 mr, 0,06
mmoiib) B cMecu JIMCO u Boasi (12 mit, 3:1) mpu 80°C cornacHo crioco0y, OMUCAHHOMY Ha CTaIuu
1 mony4eHus: MPOMEKyTOUHOTO coenuHenus 1, momydanu 196 mr npoxykra; "H AMP (300 MI'w,
CDCl3) 6 1,14 (t, J = 8,4 I'y, 3H), 2,49-2,56 (m, 6H), 3,31 (s, 4H), 8,10-8,22 (m, 4H), 8,30 (d, /=
8,4 T'u, 2H); XUAJL-MC (m/z) 314 (M+H)".

Cranus 3: 4-[3-(4-sTunnunepasus- 1 -mn)nupa3uH-2-1ui | aHUINH

VYKazaHHOE COEOMHEHHE IMOJy4ald IyTeM BOCCTAHOBJIEHHS IPOMEXKYTOYHOTO COEAUHEHUS,
noJy4eHHoro Ha ctanuu 2 (190 mr, 0,60 MMoJIb), ¢ TpUMEHEHHEM ropoika kenesa (169 mr, 3,03
MMOJIb) U XJ10puaa aMMoHus (324 mr, 6,06 MMoJIb) B cMecH 3TaHoa 1 Boael (18 mu, 5:1) cornmacuo
crocoly, OMMCAHHOMY Ha CTaauH 4 MOJy4YeHHs! POMEKYTOUHOTO coenuHeHus 9, momyvanu 108
mr npoaykra;, 'H IMP (300 MI'u, CDCls) & 1,13 (t, J = 6,9 T'u, 3H), 2,48-2,57 (m, 6H), 3,30 (s,
4H), 3,83 (ump.s, 2H), 6,72 (d, /= 7,8 I'y, 2H), 7,73 (d, J = 8,4 'y, 2H), 7,98 (s, 1H), 8,09 (s,
1H); XUAJI-MC (m/z) 285 (M+H)".

IIpomesxyTouHoOe coennuenue 34

4-(2-(4-xnopdeHnn)mupuarH-3 - Ui )aHTHH

Cl

N O NH

L~

Cranus 1: 3-6pom-2-(4-x10pQeHIT ) TUPUIUH

Cl

- Br

I Z
YkazaHHOE COeNMHEHHE MOJTyYasld IyTeM B3auMoaencTsus 2,3-qubpommupuanna (803 wr, 3,39
MMOJIb) ¢ 4-xnopdernndoporoBoit kucnoroit (530 mr, 3,39 MMoJb) ¢ MpUMEeHEHHEM KapOoHaTa
Hatpust (1,06 r, 10,16 mmonb) u [1,1"-6uc(nupenundocduno)deppouen]-nuxnopnamraaus (1I)
(124 wr, 0,17 mmonb) B cmecu IMCO u Bogst (10 mut, 1:1) corimacHo crnocoly, OMUCaHHOMY Ha
cTaguu 1 noay4eHusi IpOMeKyTOUYHOro coeiuHenus 1, noay4danu 378 mr npoaykra; 'H AMP (300
MI'u, CDCls) & 7,12-7,19 (m, 1H), 7,43 (d, /= 8,7 I'y, 2H), 7,63 (d, J=8,4 'y, 2H), 7,99 (d, J =
7,8 T, 1H), 8,61 (d, J=4,5 T, 1H); XUA-MC (m/z) 268 (M)", 270 (M+2H)".
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Cranus 2: 4-(2-(4-xnop b eHrn) TUPUIUH-3 -1 )aHUITHH

VYKazaHHOE COCOMHEHHE TOJNyYadd IMyTeM B3aUMOJEHCTBHS NPOMEKYTOYHOTO COEIUHEHHUs,
nojgydeHHoro Ha craaun 1 (203 wmr, 0,76 MMonb), C TMHAKOJOBBIM 3(upom 4-
aMHHO(PEeHNIOOPOHOBOM KUCIOTHI (264 Mmr, 0,91 MMoIb) ¢ mpuMeHeHrneM kapOoHaTa HaTpust (238
mr, 2,27 mmons) u [1,1-6uc(mudennndocduno)deppoues|nuxnopnamnanus (II) (28 mr, 0,04
mmodib) B cmecu JIMCO u Bonst (10 mut, 4:1) mpu KT cornmacHo cnoco0y, onmMcaHHOMY Ha CTaiuu
1 mony4eHus MPOMEKYTOUHOTO coenuHenus 1, momyyanu 137 mr npoaykra; "H AMP (300 MI'w,
HIMCO-ds) 6 5,20 (s, 2H), 6,48 (d, J= 8,1 I'u, 2H), 7,81 (d, J = 8,1 I'y, 2H), 7,32 (s, 4H), 7,38-
7,42 (m, 1H), 7,72 (d, J= 7,2 Tu, 1H), 8,56 (s, 1H); XUAJ-MC (m/z) 281 (M+H)".

IIpomMekyTouHOEe coequHeHue 35

4-(4-(4-x nopeHnn)mupuANH-3 - 11 ) aHUITUH

Cl

NH2

L, -

N
Cranus 1: 3-6pom-4-(4-xnopdeHun) mupuanH

Cl

Br
I

A
N
Yka3aHHOe COeqUHEHHEe MOJy4alu myTeM B3aumozeicTeus 3,4-mubpommupununa (1,02 r, 4,30
MMOJIb) ¢ 4-xnopdeHnIdopoHoBOH KUCIOTOH (673 Mr, 4,30 MMOJIb) C IPUMEHEHHEM KapOoHaTa
uesus (2,10 r, 6,45 mmonb) u [1,1'-6uc(audennndocduno)deppouen]-nuxnopnamranus (I1) (157
mr, 0,22 mmonb) B cmMecu JIMCO u Boas! (20 mii, 3:1) cornacHo crnocody, ONMCaHHOMY Ha CTauu
1 mony4eHus MPOMeKyTOUHOTO coenunenus 1, momyyanu 513 mr npoxykra; "H AMP (300 MT'w,
CDCl3)6 7,25 (d, J=6,9Tn, 1H), 7,37 (d, /= 8,4 I'y, 2H), 7,44 (d, /= 8,4 'y, 2H), 8,54 (d, J =
5,1 T, 1H), 8,81 (s, 1H); XUAJ-MC (m/z) 268 (M)", 270 (M+2H)".

Cranus 2: 4-(4-(4-xnop b eHrn) TUPUIUH-3 -1 )aHUITHH

VYKazaHHOE COCOMHEHHE TOJNyYadd IyTeM B3aUMOJEHCTBHS NPOMEKYTOYHOTO COEIMHEHHUS,
nojgydeHHoro Ha craaud 1 (251 wmr, 0,93 MMmonb), C THHAKOJOBBIM 3pupom 4-

aMHHO(PEeHNIOOPOHOBOH KHUCIOTHI (326 Mmr, 1,12 MMoub) ¢ mpumeHeHneM kapOoHarta HaTpus (294

83



10

15

20

mr, 2,80 mmoune) u [1,1-6uc(audennndocduno)peppoues]|nuxnopnamnanus (II) (34 mr, 0,05
mmoib) B cmecu JIMCO u Boast (10 M, 4:1) mpu KT cormacHo croco0y, OMMCaHHOMY Ha CTauu
1 mony4eHus: MPOMEKyTOUHOTO coenuHenus 1, momy4anu 123 mr npoaykra; "H AMP (300 MI'w,
IMCO-ds) 6 5,20 (s, 2H), 6,47 (d, J= 8,4 I'y, 2H), 6,79 (d, J =7,8 ', 2H), 7,20 (t, /= 8,4 I',
2H), 7,33-7,41 (m, 3H), 8,51 (s, 2H).

IIpoMeskyTouHOE coenruHeHne 36

4-(3-((25,6R)-2,6-numeTnaMop(oNnHO ) Tupa3uH-2 -1 ) aHUIIMH
o)
L
N
(_N

Cranus 1: (25,6R)-4-(3-xnopnupasuH-2-mi)-2,6-AMMeTUIMOP( OJTMH

y

C!

Yka3aHHOe COeqUHEHHE MOJyYad MyTeM B3auMmoaeicTBus 2,3-muxnopnupasuHa (200 mr, 1,34
MMOJIb) ¢ (2R,65)-2,6-numerunmopdonuuom (186 mr, 1,61 Mmoib) B mpucyTcTBHM KapOoHaTa
kanus (278 mr, 2,01 mmonb) B arierorutprie (15 mMir) corlacHoO crnocody, OMMCAHHOMY Ha CTaiuu
1 mony4eHus MPOMEKyTOUHOTO COeNUHeHHUs 7, momy4anu 252 mr npoaykra; "H AMP (300 MT'w,
CDCl3) 6 1,24 (d, J=5,7T1, 6H), 2,64 (t, J= 11,4 I'u, 2H), 3,85 (d, J = 12,3 'y, 4H), 7,88 (s,
1H), 8,10 (s, 1H); XUAJ-MC (m/z) 228 (M+H)".

Cranus 2: (25,6R)-2,6-numeTtnn-4-(3-(4-autpodernn)mupa3un-2-mi)MopQorH

\[O]/
N NO,
N)v@(

(N
VYKazaHHOE COEOMHEHHE TOJNyYadd IMyTeM B3aUMOIEHCTBHS MPOMEKYTOYHOTO COEIMHEHHUS,
nojgy4eHHoro Ha craaud 1 (252 wmr, 1,11 MMonb), C THHAKOJOBBIM 3pupom 4-
HUTpOeHmIO0opoHoBOH KUCIOTHI (330 Mmr, 1,33 MMonb) ¢ mpuMeHeHneM kapOoHarta kanus (459
mr, 3,32 mMmonb) u komruiekca [1,1'-6uc(nudpennndochuno)deppouet|nuxnopnamaanus (1) ¢

nuxjiopmeTaHoM (45 mr, 0,06 mmoib) B cMecu [IMCO u Bons! (12 mi, 3:1) mpu 80°C cornacHo

croco0y, ONMMCAaHHOMY Ha CTaJUU | TOJy4eHHUs MPOMEKYTOUHOTO coenuHeHus 1, momyvanu 228
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wmr npoaykra; 'H SIMP (300 MI'w, CDCl3) § 1,11 (d, J = 5,7 T'n, 6H), 2,55 (t, J = 11,1 Ty, 2H),
3,41 (d,J = 12,3 T, 2H), 3,64-3,68 (m, 2H), 8,10-8,22 (m, 4H), 8,32 (d, J = 8,4 'y, 2H).

Cranus 3: 4-(3-((25,6R)-2,6-nuMeTniMopd OTMHO)TUPa3UH-2 -1 )aHUIINH

VYKazaHHOE COEOMHEHHE IMOJy4YaJd IyTEM BOCCTAHOBJIEHHUS IPOMEXKYTOYHOTO COEAUHEHHUS,
NoJIy4eHHOro Ha ctanuu 2 (215 mr, 0,68 Mmodb), ¢ npuMeHeHneM nopouka skenesa (190 mr, 3,42
MMOJIb) U XJIOprAa aMMoHus (366 mr, 6,84 MMoJIb) B cMecH 3TaHoua 1 Boael (18 mu, 5:1) cormacuo
croco0y, OMMCAaHHOMY Ha CTaJuu 4 MOJyYeHUs MPOMEKYTOUHOro coenquHenus 9, nomyydanu 137
mr npoaykra; 'H SIMP (300 MI'u, CDCl3) § 1,11 (d, J = 6,3 ', 6H), 2,45 (t, J = 12,3 T'u, 2H),
3,48 (d, /=123 T'y, 4H), 3,68 (wwup.s, 2H), 6,85 (d, /= 7,8 I'u, 2H), 7,80 (d, /= 7,8 I'y, 2H), 8,03
(s, 1H), 8,11 (s, 1H); XUAJI-MC (m/z) 285 (M+H)".

IIpomesxyTouHoe coenmuenue 37

4-(5-(2,4-nuxnopdennn)-3-metun- 1 H-nupazon- 1 -uin)aHuiH

Cl

Cranus 1: 1-(2,4-nuxnopdenun)dyran-1,3-11oH

Yka3aHHOe COeTMHEHNUE MOTyYajii MyTeM B3aumMoaencTeus 2,4-nuxnopanetodenona (1,03 r, 5,44
MMOJb) ¢ 3tuianeratoM (2,1 mi, 21,7 Mmonb) B mpuCyTCTBHH THapuma Hatpus (60%
(macc./macc.), 653 wmr, 16,3 mmonp) B 6e3sogroM TI'® (10 mi1) cornacHO cnocody, OMUCAaHHOMY
Ha cTaauu | mojyYeHus MPOMeKYTOUHOTO CoelHeHus 22, mojiy4anu 561 mr nponykra; 'H SIMP
(300 MI'y, CDCl3) 6 2,19 (s, 3H), 6,04 (s, 2H), 7,32 (d, /= 6,3 'y, 1H), 7,45 (s, 1H), 7,55 (d, J =
8,4 T'u, 1H).

Cranus 2: 5-(2,4-nuxnopdenun)-3-metiin- 1-(4-autpodennn)- 1 H-nupazon

Cl

i @NCZ
7 N

=N
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VYka3aHHOe COeNUMHEHHEe NOoJy4alau IMyTeM B3aUMOJAEWUCTBUsI MPOMEKYTOYHOIO COEAMHEHUH,
noixydeHHoro Ha craguu 1 (503 wmr, 2,17 mmonb), ¢ 4-aHutpodenunruapasuHom (334 wr,
2,17 mmonb) B 2,2,2-tpudTopatanone (5,0 mi) cormacHo crnocody, ONMMCAHHOMY Ha CTaauu 2
MONy4YeHHUs: TIPOMEKYTOIHOTO coerHenus 22, nonyyanu 498 mr npoaykra;, 'H SIMP (300 MI'w,
IMCO-ds) 6 2,32 (s, 3H), 6,55 (s, 1H), 7,41 (d, J=8,7 I'u, 2H), 7,56 (s, 2H), 7,74 (s, 1H), 8,22
(d, /=8,7Tu, 2H); UDP-MC (m/z) 248 (M-H)".

Cragus 3: 4-(5-(2,4-nuxnopdennn)-3-merun-1 H-nupason- 1 -min)aHuimH

VYKa3aHHOE COEOMHEHHE IMOJy4ald IyTeM BOCCTAHOBJIEHHS IPOMEXKYTOYHOTO COEAUHEHHUs,
NOJIY4E€HHOTO Ha cTanuu 2 (496 mr, 1,42 MMoJb), ¢ IpUMEHEHHEM MTOpOLIKa kene3a (238 mr, 4,27
MMOJIb) U xjopuna ammonus (761 wmr, 714,2 mmonb) B cmecu sTaHosa U BoAbl (10 mu, 4:1)
COIJIaCHO Croco0y, OMMCAHHOMY Ha CTaaAuU 4 TOJIYYEHHUs NPOMEXKYTOYHOTO COequHeHUs O,
nonyuanu 210 mr npoayxkra; 'H AMP (300 MI'u, IMCO-ds) 8 2,25 (s, 3H), 5,21 (s, 2H), 6,30 (s,
1H), 6,43 (d, /=8,7T'y, 2H), 6,79 (d, J=8,7 'y, 2H), 7,32 (d, /= 7,8 I'y, 1H), 7,38-7,43 (m, 1H),
7,67 (d, J=9,9 'y, 1H); UDP-MC (m/z) 318 (M+H)".

IIpomMexyTouHOEe coenuuenue 38

4-(3-(2-xn0p-4-pTOopdeHnn)nupa3uH-2-1u1)aHIITHH

F

CINH2
N

(N

Cranus 1: 2-(2-xnop-4-propdenmn)-3-(4-autpod eHnn)nupasux

F

®

N
(N

Cl

o

VYkazaHHOE COeMHEHHE TOIyYaId MyTeM B3aMMOACHCTBUS 2-XJIOp-3-(4-HUTPOQ EHIT)TUpa3HHA
(cramms 1 monydenuss npomeskyrounoro coeamuenus 11) (1,0 r, 4,24 mmonb) ¢ 2-xjop-4-
dTopdernndoponosoii kucnoroii (888 mr, 5,09 mmone) ¢ mpuMeHeHneM kapOonata Hatpus (1,35
r, 12,73 mmons) u [1,1'-6uc(aupennnpocduno)-peppouen|nuxnopnamiaaus (II) (151 mr, 0,21

mmons) B cmecu JIMCO u Bomer (20 mut, 3:1) cormacHo cnocoOy, OmUCaHHOMY Ha craaud 1
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MONy4YeHHUs MPOMEKYTOUHOro coenuHenus 1, nonyuanu 1,14 r nponykra; 'H AMP (300 MI'L,
IMCO-ds) 6 7,37 (t,J=8,4T1, 1H), 7,48 (d, /=9,0 'y, 1H), 7,62 (d, J = 8,4 I'y, 2H), 7,64-7,69
(m, 1H), 8,20 (d, /= 8,7 'y, 2H), 8,86 (d, /= 11,4 'y, 2H); XUAJI-MC (m/z) 330 (M+H)".

Cranus 2: 4-(3-(2-xnop-4-dpropdernn)nupasun-2-ui)aHIIIH

VYKa3aHHOE COEOMHEHHE IMOJy4Yald IyTeM BOCCTAHOBJIECHHS IPOMEXKYTOYHOTO COEAUHEHHUS,
nosxydenHoro Ha ctaauu 1 (1,1 1, 3,34 Mmonb), ¢ MpUMeHeHHeM mopoIuka skenesa (559 wmr, 10,0
MMOJIb) 1 xJopuaa ammonus (1,8 r, 33,36 mmonb) B cmecu 3TaHona U Boasl (50 mit, 5:1) cormacHo
crocoly, OMMCAHHOMY Ha CTaauu 4 TOJy4YeHHs IPOMEKYTOUYHOTO COeqUHEHHs 9, monyvanu 732
mr nponykrta;, 'H SIMP (300 MI'u, JIMCO-ds) § 5,40 (s, 2H), 6,42 (d, J=8,4 'y, 2H), 7,03 (d, J =
8,41y, 2H), 7,33 (t, J=5,7 T, 1H), 7,43-7,53 (m, 2H), 8,54 (s, 1H), 8,67 (s, 1H).

IIpomesxyTouHOe coenmHenue 39

4-(3-(2-3Tundenmn)nupasuH-2-1i1)aHUINH

()

N
(_N

o

Cranus 1: 2-(2-xnop-4-¢propdenn)-3-(4-aurpod eHun) mupasuH

O NO,
RES

(N
VYKazaHHOE COeNMHEHHE MOJIyYaId MyTeM B3aMMOACHUCTBUS 2-XJIOP-3-(4-HUTPOQ EHIT)TUpa3HHA
(cramms 1 monydeHuss npomexytodHoro coemumHeHust 11) (1,0 r, 4,24 mmomnb) ¢ 2-
3THI(HEHIIIOOPOHOBOI KHCIOTOMH (764 Mr, 5,09 MMoITb) ¢ mpuMeHeHneM kapOonaTa Hatpus (1,35
r, 12,73 mmons) u [1,1'-6uc(aupennnpocduno)dpeppounen]-nuxnopnamiaaus (1) (151 mr, 0,21
mmons) B cmecu JIMCO u Bomer (30 mut, 3:1) cormacHo cnocody, OmuCaHHOMY Ha craaud |
TMONy4YeHHUs: MPOMEKYTOUHOro coenuHenus 1, nonyuanu 1,23 r nponykra; 'H SAMP (300 MI'L,
JIMCO-ds) 6 0,91 (t,J=7,5Tu, 3H), 2,33 (q, /= 7,5 T'y, 2H), 7,16-7,20 (m, 2H), 7,29 (d, /=78
I'u, 1H), 7,35 (d, /=69 I'y, 1H), 7,60 (d, /= 8,4 I'y, 2H), 8,13 (d, /= 8,4 I'y, 2H), 8,83 (d, J =
5,4 Tu, 2H); XUAJI-MC (m/z) 306 (M+H)".

Cranus 2: 4-(3-(2->tundeHnn)nupasinH-2-1i1)aHUTHH
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VYKazaHHOE COEOMHEHHE MOJYyYald MyTeM BOCCTAHOBJICHHUS IPOMEXKYTOYHOTO COEAMHEHHUs,
nosxy4enHoro Ha ctaauu 1 (1,2 1, 3,93 MMoIb), ¢ mpUMeHeHHeM mopoInka sxenesa (658 mr, 11,8
MMOJIb) U XJopuaa aMmmonus (2,1 r, 39,3 mmonb) B cMecu 3taHona U Boxsl (60 mi, 5:1) cornmacHo
crocoQy, OMMCAaHHOMY Ha CTaJuU 4 MOJyYeHUs! MPOMEKYTOYHOrO coenuHeHus 9, noay4damu 790
mr npoaykta;, 'H AMP (300 MI'u, IMCO-ds) & 0,84 (t,J= 7,5 T'y, 3H), 2,26 (q, J = 7,5 ', 2H),
5,35 (s, 2H), 6,36 (d, /= 7,8 I'y, 2H), 7,05 (d, J = 8,4 I', 2H), 7,17-7,34 (m, 4H), 8,51 (s, 1H),
8,61 (s, IH); XUAI-MC (m/z) 276 (M+H)".

IIpomexxyTouHoe coenunenue 40

4-(3-(4-(2-MeTOKCUITHI )TUTIEPA3HH- | -WIT) TUPA3UH-2-1JT)aHUIIHH

o~
N

P

b oo

(N

Cranus 1: 2-xnop-3-(4-(2-MeTOKCUI THIT ) TUTIEPA3UH- | -1T)THpa3uH

oo
[N] )

YkazaHHOE COEAMHEHUE TMOJIyYaid MyTeM B3auMOAeHCTBUs 2,3-auxnoprupasuHa (300 mr, 2,01
MMOJIb) ¢ THAPOXJopHIoM 1-(2-MeTokcuaTrin)nunepasuna (364 mr, 2,01 MMOJIb) B IPUCYTCTBUU
kapOoHnara kamnust (556 mr, 4,03 MMouib) B aneToHuTpuiie (20 MJT) COrJIacHO Croco0y, OMMUCAHHOMY
Ha cTanuu | MoJyueHMs IPOMEKYTOYHOrO coefrHenus 7, monyuanu 108 mr npoaykra;, 'H IMP
(300 MI'y, CDCl3) & 2,68-2,73 (m, 6H), 3,37 (s, 3H), 3,52-3,62 (m, 6H), 7,85 (s, 1H), 8,09 (s, 1H);
NUDP-MC (m/z) 257 (M+H)".

Cranus 2: 4-(3-(4-(2-MeTOKCHITIUI)THIIEPA3HH- | -MIT)THpa3uH-2-1JT)aHUINH

VYKazaHHOE COCOMHEHHE TOJNyYadd IyTeM B3aUMOIEHCTBHS MPOMEXKYTOYHOTO COEIMHEHHUS,
nojgydeHHoro Ha craaun 1 (100 wmr, 0,39 MMmonb), C THHAKOJOBBIM 3(upom 4-
amMuHOpeHNIO00poHOBOH KUCIOTHI (102 mr, 0,46 MMoIb) ¢ mpuMeHeHneM KapOoHaTa kamus (161
mr, 1,17 mmonb) u kommuiekca [1,1'-6uc(nudpennnpochuno)deppouet|nuxnopnannanus (1) ¢
nuxjiopmeraoM (16 mr, 0,02 mmonb) B cmecu JIMCO u Bonb! (12 M, 3:1) cormacHo crocoOy,

ONMCAaHHOMY Ha CTaauu | MONy4YeHUs: NPOMEXKYTOYHOrO coeiuHeHus 1, nmonydanu 98 wr
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npoaykra; "H SIMP (300 MT'w, CDCl3) 8 2,19-2,23 (m, 2H), 2,64-2,72 (m, 6H), 3,32-3,36 (m, 7H),
3,60 (wwp.s, 2H), 6,74 (d, J = 8,4 'y, 2H), 7,75 (d, J = 8,4 T'y, 2H), 7,99 (s, 1H), 8,10 (s, 1H).

IIpomeskyTouHOE coennHenue 41

1-(4-(3-(4-amuHOG eHIIT ) THPa3UH-2-1JT)- 3 -METUIIITHIIEPA3HH- | -UIT)3TAaHOH

Do~

(_N

Cranus 1: 1-(4-(3-xnopniupasuH-2-mi)-3-MeTHITUNIEPa3UH- | -1I1)3TaHOH

e
&
\C!

Vka3aHHOE COeMHEeHUe MONyYaad MyTeM B3aumopencTsus 2,3-auxiuoprupasusa (100 mr, 0,67
MMOJIb) ¢ 1-(3-meTunnunepasun-1-un)staHoHoM (119 mr, 0,84 MMoITb) B IPUCYTCTBUH KapOOHATa
ue3ust (437 mr, 1,34 mmouib) B atieToHUTpHIIE (5,0 MJT) COTJIACHO CITOCO0Y, ONMUCAHHOMY Ha CTaIuu
1 mosny4eHus: pOMeKyTOYHOTO coefuHeHust 7, noy4danu 46 mr npoaykra, XUA-MC (m/z) 255

(M+H)".

Cranus 2: 1-(3-metun-4-(3-(4-aurpod eHuin ) mupasuH-2-1i1) e pa3uH- 1 -1 )3 TaHoH

OY
N
JOP

N)\Q

(N

VYKazaHHOE COCOMHEHHE TOJNyYadd IMyTeM B3aUMOJEHCTBHS MPOMEKYTOYHOTO COEIMHEHHUS,
nojgydeHHoro Ha craaud 1 (200 wmr, 0,78 MMoOnb), C THHAKOJOBBIM 3(upom 4-
HUTPOGEHMITOOPOHOBOH KHUCIOTHI (235 Mmr, 0,94 MMonb) ¢ mpuMeHeHHeM kapOoHarta kanus (326
mr, 2,36 mMonb) u komruiekca [1,1'-6uc(nudpennnpochuno)deppouet|nuxnopnannanus (1) c
nuxjiopmeraHoM (32 mr, 0,04 mmonb) B cmecu JIMCO u Bonb! (12 M, 3:1) cormacHo crnocoOy,
ONMCAaHHOMY Ha CTaauM | NOJydYeHHs] NMPOMEXKYTOYHOrO coeauHeHus 1, momydanu 219 mr

nponykra; XUAJI-MC (m/z) 342 (M+H)".

Cranus 3: 1-(4-(3-(4-amuHODEHIT)TUPA3HH-2-1IT)-3-METUINHIIEPA3HH- | -1J1)3TAHOH
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VYKazaHHOE COEOMHEHHE MOJYyYald MyTeM BOCCTAHOBJICHHUS IPOMEXKYTOYHOTO COEAMHEHHUs,
noJy4eHHoro Ha ctanuu 2 (200 mr, 0,59 Mmorb), ¢ mpuMeHeHneM ropomka xenesa (164 mr, 2,93
MMOJIb) U XJ1opuaa aMmonus (313 wmr, 5,86 MmoIb) B cMecH 3taHoa 1 Boael (18 mu, 5:1) cormacuo
crocoQy, OMMCAaHHOMY Ha CTaJuU 4 TOJIyYeHUs! MPOMEKYTOUHOrO coenquHeHus 9, nonydanu 147
mr npoxykra; 'H IMP (300 MI'u, CDCl3) § 0,96, 1,02 (d, J = 6,3 T'i, 3H, poramep), 2,04, 2,10 (s,
3H, poramep), 2,92-2,96 (m, 2H), 3,07-3,15 (m, 2H), 3,28-3,39 (m, 2H), 3,65-3,72 (m, 1H), 3,82-
4,09 (m, 2H), 6,85 (d, J=7,8 Ty, 2H), 7,78 (d, /= 5,4 I'y, 2H), 8,04 (s, 1H), 8,13 (s, 1H); XUA-
MC (m/z) 312 (M+H)".

IIpomMexyTouHOe coenuHenue 42

4-(3-(mupUMUANH-5-1T)TUPA3UH-2 -1 )aHUJTHH
NN
O NH,
NI
(N

Z

Cranus 1: 5-(3-xn0pnupasus-2-1i)IMPUMUINH

~

N N

I/
e

L_N

=z

VYKazaHHOE COSAMHEHUE MOJIydaid MyTeM B3auMoaencTus 2,3-auxnopnupasuna (500 mr, 3,36
MMOJIb) ¢ TUPUMUANH-S5-00pOHOBOH KUCIOTOH (499 Mr, 4,03 MMOJIb) B IPUCYTCTBUU KapOOHaTa
kamus (1,39 1, 10,1 wmmomb) u kommiekca [1,1'-Ouc(mudenundochuno)deppoueH]-
muxaopnamaaus (II) ¢ nuxnopmeranom (137 mr, 0,17 mmons) B cmecu JIMCO u Boasr (20 mi,
3:1) cormacHo croco0y, ONMMCAHHOMY Ha CTaguu | MOJy4eHUs] MPOMEKYTOYHOTO COCAMHEHUS 1,
nosyuanu 147 mr npoxyxra; "H AMP (300 MI'u, IMCO-ds) & 8,61 (s, 1H), 8,83 (s, 1H), 9,20 (s,

2H), 9,31 (s, 1H); XUAJ-MC (m/z) 193 (M+H)".
Cranus 2: 5-(3-(4-autpodeHrn)mpa3uH-2-1ui1) THPUMUANH

NN

L~ NO,
N

(_N

VYKazaHHOE COEOMHEHHE TOJNyYadd IyTeM B3aUMOIEHCTBHS TNPOMEKYTOYHOTO COEAMHEHHUS,
nojgydeHHoro Ha craaud 1 (140 wmr, 0,73 MMonb), C TMHAKOJOBBIM 3(upom 4-

HUTPO(EeHMIO0pOHOBOH KHCIOTHI (217 Mr, 0,87 MMonb) ¢ mpuMeHeHHeM kapOoHara kanus (301
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mr, 2,18 mmone) u komruiekca [1,1'-6uc(mudenmndochuno)deppoueH|nuxnopmamianus (II) ¢
muxiopmeradoM (30 mr, 0,04 mmoinb) B ecmecu JIMCO wu Boxsl (12 mi, 3:1) cornmacHo cnocoQy,
ONMCAaHHOMY Ha CTaauM | NOJy4YeHHs] NMPOMEXKYTOYHOro coeauHeHus 1, momydamu 156 mr
npoaykra; 'H IMP (300 MI'u, CDCls) § 7,65 (d, J = 8,7 I'u, 2H), 8,25 (d, J = 7,2 'y, 2H), 8,77
(s, 2H), 8,83 (s, 2H), 9,22 (s, 1H); XUAI-MC (m/z) 280 (M+H)".

Cranus 3: 4-(3-(mupuMHUANH-5-UIT)TUPA3HH-2 -1 )aHWINH

VYKazaHHOE COEOMHEHHE IMOJy4ald IyTeM BOCCTAHOBJIEHHS IPOMEXKYTOYHOTO COEAUHEHUS,
nojiyueHHoro Ha ctaguu 2 (150 mr, 0,54 MMoub), ¢ mpuMeHeHueM nopotika xkejesa (150 mr, 2,69
MMOJIb) U XJI0puAa aMMoHus (287 wmr, 5,37 MmMoJIb) B cMecH 3TaHona 1 Boxel (18 mu, 5:1) cormacuo
crocoQy, ONMCaHHOMY Ha CTauH 4 TOJTy4eHUs IPOMEKYTOUHOTO COeAMHEH U 9, momyyanu 97 mr
npoaykra, 'H SIMP (300 MI'u, CDCI3) § 3,23 (mmup.s, 2H), 6,71 (d, J= 7,8 T'u, 2H), 7,25 (d, J =
7,2 T, 2H), 8,60 (d, J= 12,9 T', 2H), 8,85 (s, 2H), 9,15 (s, 1H); XUAJI-MC (m/z) 250 (M+H)".

IIpoMexyTouHOe coenmHenue 43

4-(3-(4-prop-2-MeTrnd eHT ) THpa3uH-2- 1T )aH LINH

F

®

N
(N

Q NH»

Cranus 1: 2-(4-pTop-2-meTundenmn)-3-(4-autpod eHun)mupasua

F

Q NO,
pES

(N
VYkazaHHOE COeNMHEHHE TOIyYaId MyTeM B3aMMOACHUCTBUS 2-XJIOP-3-(4-HUTPOQ EHIT)TUpa3HHA
(cramms 1 monyudeHust nmpomeskyrodHoro coexunenust 11) (300 wmr, 1,27 mmons) ¢ 4-¢rop-2-
MeTUIGeHUIOOPOHOBOH KHCIO0TOMH (294 Mr, 1,90 MMoIb) ¢ mpuMeHeHneM kapOoHarta kaus (528
mr, 13,8 mmonb) u kommuiekca [1,1'-6uc(nudpennndochuno)deppouet|nuxnopnamnanus (1) ¢
auxiopmeraHoM (52 wr, 0,06 mmonb) B cmecu JIMCO u Boger (12 mu, 3:1) cornmacHo cnocoQy,
ONMCAaHHOMY Ha CTaaiuM | NOJy4YeHHs] NMPOMEXKYTOYHOrO coeauHeHus 1, momydamu 223 wmr
npoaykta; 'H IMP (300 MTI'u, JIMCO-ds) § 1,98 (s, 3H), 7,01 (t, /= 8,1 T'u, 1H), 7,09 (d, J=9,0
I'u, 1H), 7,21 (t, J=8,1 I'y, 1H), 7,57 (d, /= 8,4 I'y, 2H), 8,13 (d, /= 18,7 I'y, 2H), 8,80 (d, J =
5,1 Ty, 2H).
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Cranus 2: 4-(3-(4-¢prop-2-meTnndernn)nupasut-2-mi)aHIHH

VYKa3aHHOE COEOMHEHHE MOJYyYald IyTEM BOCCTAHOBJIECHHUS IPOMEXKYTOYHOTO COEAUHEHHUS,
nojy4eHHoro Ha ctanuu 1 (215 mr, 0,69 Mmorb), ¢ npuMeHeHneM nopomka xenesa (194 mr, 3,47
MMOJIb) U XJI0puAa aMMoHus (372 wmr, 6,95 mmoIb) B cMecH 3tanona 1 Boasl (18 mu, 5:1) cormacuo
crocoly, OMMCAHHOMY Ha CTaauu 4 TOJMy4YeHHs IPOMEKYTOUYHOTO COeqUHEHHs 9, monyvanu 163
mr npoaykra; '"H SIMP (300 MI'u, IMCO-ds) & 1,90 (s, 3H), 5,38 (s, 2H), 6,40 (d, J = 8,4 'y, 2H),
7,00-7,10 (m, 4H), 7,21-7,26 (m, 1H), 8,53 (s 1H), 8,63 (s, 1H); UDP-MC (m/z) 280 (M+H)".

IIpomMexxyTouHOe coenuHenue 44

4-(3-(4-xnophennn)nupuanH-4-1i)aHUINH

Cl

NH2

N

Cranus 1: 3-6pom-4-(4-autpodennn)mupuanx

NO,

Yka3aHHOe COeqUHEHHE MOJy4alu myTeM B3aumozeicTeus 3,4-mubpommupununa (1,01 r, 4,26
MMOJIb) C THHAKOJOBBIM 3PHUpoM 4-HUTpoheHImI00poHOBOH kucinoTel (1,06 T, 4,26 MMonb) ¢
NpUMEHEHHEM kapOoHaTa 1e3us (2,07 r, 6,39 MMOJIb) u [1,1'-
ouc(nudpennnpocduno)peppoueH|puxnopnamnaaus (II) (155 mr, 0,21 mmons) B cmecu IMCO u
Boabl (20 My, 3:1) cormacHo crnocoOy, OMMCAHHOMY Ha CTaauH | MOJIy4eHHUs] POMEKYTOYHOTO
coequHenus 1, nonygamu 455 mr npoaykra; ‘H SIMP (300 MI'u, CDCls) 8 7,33 (d, J = 4,8 I'ny,
1H), 7,63 (d, J=8,7T'y, 2H), 8,35 (d, J=8,7 'y, 2H), 8,64 (d, J= 5,1 I'y, 1H), 8,89 (s, 1H);,; UDP-

MC (m/z) 281 (M+2H)".
Cranus 2: 3-(4-xnophennn)-4-(4-HUTpodeHIT ) TUPUIUH

Cl

()

1 A
Z

o™
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VYKa3aHHOE COCOMHEHHE TOJNyYadd IyTeM B3aUMOJEHCTBHS TNPOMEKYTOYHOTO COEAMHEHHUS,
nojy4eHHoro Ha ctaauu 1 (451 mr, 1,62 Mmmous), ¢ 4-xnopdeHnaOopoHoBOH KHCIOTOMH (253 M,
1,62 mMmonbp) ¢ mnpuMmeHeHHeM kapOonara Hatpusa (514 wr, 4,85 wmmoms) u [1,1'-
ouc(oudpenmnpocpuno)peppoueH | nuxnoprnamianus (1) (59 mr, 0,08 mmons) B cmecu JIMCO u
Bogbl (10 mn, 4:1) mpu KT cormacHo cmocoOy, omucaHHOMY Ha cTagud | TOJIy4eHUs

TPOMEKYTOUHOTO coequuenus 1, monyuamu 279 mr nponykra; XUAJ-MC (m/z) 311 (M+H)".
Cranus 3: 4-(3-(4-xn0opheHnn)nupuanH-4-11)aHUIH

VYKazaHHOE COEOMHEHHE IMOJy4alyd IyTeM BOCCTAHOBJIEHHS IPOMEXKYTOYHOTO COEAUHEHUS,
noJryueHHoro Ha ctaguu 2 (221 mr, 0,71 MMoub), ¢ mpuMeHeHueM noporka kejesa (119 mr, 2,13
MMOJIb) U xJ1opuaa aMmmonus (380 mr, 7,11 mmorb) B cmecu 3tanona u Boasl (10 mu, 3:1) cornacuo
cnoco0y, OMMCAHHOMY Ha CTaauu 4 MOJy4YeHHs IPOMEKYTOUHOTO coequHeHus 9, nomyvanu 113
mr npoaykra; 'H SIMP (300 MI'u, IMCO-ds) § 5,28 (s, 2H), 6,43 (d, J= 8,1 'y, 2H), 6,79 (d, J =
8,1 I'y, 2H), 7,16 (d, J = 8,4 I'u, 2H), 7,31-7,38 (m, 3H), 8,42 (s, 1H), 8,49 (d, J = 5,4 'y, 1H);
XUAI-MC (m/z) 281 (M+H)".

IIpomMexyTouHOe coenuHenue 45

4-(3-(2,4-numeTrngeHIT) TMpa3uH-2- 1l )aHUJIUH

®

N
(N

O NH;

Cranus 1: 2-(2,4-mumerungennn)-3-(4-auTpod e Hun ) mupasuH

O NO,
hee

(N
VYKazaHHOE COeMHEHHE TOIyYaId MyTeM B3aMMOACHUCTBUS 2-XJIOP-3-(4-HUTPOQ EHIT)TUpa3HHA
(crammss 1 momyueHus: mpomexkyrouHoro coexmuHeHust 11) (300 mr, 1,27 mmons) ¢ 2.4-
auMeTHIheHnI00poHoBOH kuciaoTor (286 mr, 1,91 MMonb) ¢ mpuMeHeHneM KapOoHaTa Kajvst
(528 wmr, 3,81 mmonb) u komrmiekca [ 1, 1'-0uc(audennndocpuno)peppouen|nuxaopnamnaans (1I)

¢ nuxjopmetraroM (52 mr, 0,06 mmonb) B cmecu [IMCO u Boast (12 mi, 3:1) cornacHo criocody,

ONMCAaHHOMY Ha CTaauM | NOJy4YeHHs NMPOMEXKYTOYHOrO coeauHeHus 1, momydamu 298 mr
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npoaykra; 'H SIMP (300 My, CDCls) § 1,97 (s, 3H), 2,34 (s, 3H), 6,99-7,07 (s, 3H), 7,59 (d, J =
8,1 Ty, 2H), 8,10 (d, J= 8,7 I', 2H), 8,68 (s, 2H); XUAJZI-MC (m/z) 306 (M+H)".

Cranus 2: 4-(3-(2,4-numveTnnd eHnn)mupa3uH-2-1i1)aHINH

VYKazaHHOE COEOMHEHHE IMOJy4YaJd IyTEM BOCCTAHOBJIEHHUS IPOMEXKYTOYHOTO COEAUHEHHUS,
nojxy4eHHoro Ha ctanuu 1 (290 mr, 0,95 MMoIb), ¢ mpUMEHEHHEM NopolIka xenesa (265 mr, 4,75
MMOJIb) 1 XJiopuza aMMouus (508 mr, 9,5 MMob) B cMecH 3TaHona 1 BoabI (24 mi, 5:1) cormacHo
croco0y, OMMCAaHHOMY Ha CTaJuu 4 MOJy4eHUs! MPOMEKYTOUHOrO CoequHeHNs 9, noiyydanu 243
mr npoaykra; 'H AMP (300 MI'u, JIMCO-ds) § 1,92 (s, 3H), 2,33 (s, 3H), 3,75 (wmp.s, 2H), 6,53
(d, J=8,1 'y, 2H), 6,96 (s, 1H), 7,02 (d, /= 28,1 I'y, 1H), 7,15 (d, /= 7,8 ', 1H), 7,20-7,27 (m,
2H), 8,49 (s, 1H), 8,55 (s, 1H); XUAI-MC (m/z) 276 (M+H)".

IIpomesxyTouHOe coenuHenue 46

4-(3-(2-prop-4-MeTrnd eHwT) THpa3uH-2- 11 )aH LINH

L2

N
(N

o™

Cranus 1: 2-(2-pTop-4-metundenmn)-3-(4-autpod eHun)nupasu

O NO,
F X O
(N

VYKazaHHOE COeNMHEHHE TOJIyYaId MyTeM B3aMMOACHUCTBUS 2-XJIOP-3-(4-HUTPOQ EHIT)TUpa3HHA
(cramus 1 monyudeHus: nmpomeskyrodHoro coeaunenust 11) (300 wmr, 1,27 mmons) ¢ 2-¢rop-4-
MeTuIGeHIO00pOHOBOH KHCI0TOH (294 Mr, 1,90 MMoIb) ¢ mpuMeHeHHeM kapOoHarta kaus (528
mr, 13,8 mmone) u komruiekca [1,1'-6uc(audennndochuno)deppoueH|nuxnopnamianus (1) ¢
auxiopmeraHoM (52 wr, 0,06 mmonb) B cmecu JIMCO u Boger (12 mu, 3:1) cornmacHo cnocoQy,
ONMCAaHHOMY Ha CTaauM | NOJy4YeHHs NMPOMEXKYTOYHOrO coeauHeHus 1, momydamu 298 mr
npoaykra; 'H AMP (300 MI'u, IMCO-ds) & 2,33 (s, 3H), 6,95 (d, /= 11,4 Ty, 1H), 7,15 (d, J =
7,8 T'n, 1H), 7,54 (t, /= 7,8 ', 1H), 6,65 (d, J = 8,7 I'y, 2H), 8,18 (d, J = 9,0 I'y, 2H), 8,83 (s,
2H); UDP-MC (m/z) 310 (M+H)".

Cranus 2: 4-(3-(2-¢prop-4-merundennn)nupasuH-2-1ui)aHINH
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VYKazaHHOE COEOMHEHHE MOJYyYald MyTeM BOCCTAHOBJICHHUS IPOMEXKYTOYHOTO COEAMHEHHUs,
nojy4eHHoro Ha ctanuu 1 (290 mr, 0,94 MMoOIIb), ¢ TPUMEHEHHEM MTOPOIIKa kene3a (262 mr, 4,69
MMOJIb) U xJtopuaa ammonus (501 mr, 9,38 mmorb) B cmecu 3tanona 1 Boxsl (18 mu, 5:1) cormacuo
crocoQy, OMMCAaHHOMY Ha CTaJuu 4 MOJIyYeHUs! MPOMEKYTOYHOrO coenquHeHus 9, nony4danu 163
mr npoaykra; '"H SIMP (300 MI'u, IMCO-ds) & 2,34 (s, 3H), 5,36 (s, 2H), 6,42 (d, J= 8,1 'y, 2H),
6,96 (d, J= 11,1 I'u, 1H), 7,05-7,10 (m, 3H), 7,41 (t, /= 7,8 ', 1H), 8,53 (s, 1H), 8,61 (s, 1H);
NUDP-MC (m/z) 280 (M+H)".

IIpomexxyTouHoe coenuuenue 47

2-(4-ammunodenun)-3-(2-xnop-4-¢proppennn)mupumunus-4(3 H)-on

F
OgN |
R
Cranus 1: (N)-N-(2-xnop-4-¢propdenun)-N-((IuMeTuIaMiuHO )METHIIEH )-4-HUTPOOESH3UMHUTAMUT
F
S
N

o
O,N N~

Cwmecp 4-autpobenszonurpmia (250 wmr, 1,69 mmonb), 2-xmnop-4-¢pTopanunmHa (243 Mk,
2,02 mmodb) u xyopuaa amomunus (247 wmr, 1,86 mmoins) B TT'® (10 mun) HarpeBanu mpu 100°C
B T€UYE€HHE HOYM. Peakino racuian BOJOH U KOHLIEHTPUPOBAHHOMN XJIOPOBOAOPOIHON KHUCIOTOH,
TMOCJIE Yero AKCTParupoBaid MPOAYKT dTHaneratoM (2 x 50 mur). OObequHEHHBIE OPTrAHMYECKHE
CJIOM TIPOMBIBAJIH COJIEBBIM PACTBOPOM M KOHIICHTPUPOBAIH MpPHU TOHHKEHHOM JIaBJICHHH.
Octarok pactBopsiii B TT'®@ (10 mi) u nodasmsuu JIMD-/IMA (338 Mk, 2,53 mmouns) mipu KT.
CMmech KUISTHIM TIPU TEeMIlepaType OOpaTHOW KOHIEHCAlMM B TEYEHHE HOYH, IOCIE Yero
oxnaxaanmu 10 KT m xoHueHTpuposanu ¢ nojgydeHueM 537 MI HEOYHIIEHHOIO MPOIAYKTa,

KOTOprfI HCIIOJB30OBAJIM B TAKOM BHUIC Ha CJ'IeI[YI'OH.Ieﬁ CTaauu.

Cranus 2: 3-(2-xnop-4-¢gropdenmn)-2-(4-aurpodennn)mupumuann-4(3H)-oH
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B pacTBOp mMpOMEKYTOYHOTO COeNUHEHUs], ojydeHHoro Ha ctaanu 1 (537 mr, 1,54 mmons), B
stunanerare (10 mu) mpu nmepememnBaHuM Ho0aBisH (TpuMeTHICHIII)KeTeH (527 mr, 4,62
MMOJIb) U KHIIATHJIM CMECh IPH TEMIlepaType OOpaTHOW KOHIEHCALlMH B TEUYEHUE HOYM.
Peakunonnyro cmech oxnaxkaanu 10 KT M KOHIEHTpHUPOBAIM NPU MOHMKEHHOM JABJICHUU.
ITonyueHHbII TaKUM 00pa30M OCTATOK OYHIIAIM IYyTeM KOJOHOYHOH (pydmi-xpomarorpaduu ¢
nonyyenuem 236 mr nenesoro npoaykra; 'H AMP (300 MI'y, JIMCO-ds) § 6,68 (d, J = 6,9 'y,
1H), 7,31 (t,J=6,9T1, 1H), 7,56 (d, J=5,4Tu, 1H), 7,64 (d, J=8,7 'y, 2H), 7,75-7,82 (m, 1H),
8,13-8,20 (m, 3H); XUAI-MC (m/z) 346 (M+H)".

Cranus 3: 2-(4-amuHopernn)-3-(2-xnop-4-proppenun)nupumunus-4(3 H)-on

VYKka3zaHHOE COEAMHEHHE TMOJy4Yaldu IyTEM BOCCTAHOBJIEHUs IPOMEKYTOUHOIO COEIUHEHUS,
nojiy4eHHoro Ha ctaguu 2 (151 mr, 0,44 MMoIb), ¢ MpUMeHeHreM nopoinka xenesa (73 mr, 1,30
MMOJIb) U XJI0puaa aMMoHust (234 mr, 4,37 MMoJib) B cMecu 3TaHos1a u Boabl (10 mu, 5:1) cornmacHo
croco0y, OMMCAHHOMY Ha CTaJuU 4 TOJyYEHUs MPOMEKYTOYHOrO coenuHeHust 9, moay4danu 102
mr npoxykra; 'H SIMP (300 MI'u, JIMCO-ds) § 5,59 (s, 2H), 6,34 (d, J=7,2 T, 2H), 6,43 (d, J =
6,3 T'u, 1H), 6,99 (d, J = 8,4 I'u, 2H), 7,28-7,32 (m, 1H), 7,50-7,63 (m, 2H), 8,05 (d, /= 6,3 I'y,
1H); XUAJ-MC (m/z) 316 (M+H)".

IIpomMexkyTouHOEe coenuHenue 48

4-(3-(2,4-nuxnopeHmn ) mupa3uH-2-1i1)aH WINH
Cl

CI

O NH,
N
(N

Cranus 1: 2-(2,4-nquxnoppenun)-3-(4-autpod eHnn)nupas s

Cl

N

(_N
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VYKazaHHOE COeMHEHHE MOIyYaId MyTeM B3aMMOACHCTBUS 2-XJIOp-3-(4-HUTPOQ EHIT)TUpa3HHA
(crammst 1 momyueHust mpomekyrouHoro coexmuHeHust 11) (300 mr, 1,27 mmons) ¢ 2,4-
mrxiopheHnnoopoHoBoit kuciotol (364 mr, 1,91 MMoune) ¢ npuMeHeHneM kapOoHarta kanus (528
mr, 3,81 mmonb) u kommuiekca [1,1'-6uc(nudpennnpochuno)deppouen|nuxnopnanmanus (1) ¢
muxiopmeraHoM (52 wr, 0,06 mmonb) B cmecu JIMCO u Boger (12 mu, 3:1) cornmacHo cnocoQy,
ONMCAaHHOMY Ha CTaauM | NOJy4YeHHs] NMPOMEXKYTOYHOrO coeauHeHus 1, momydamu 223 wmr
npoaykta; "H AMP (300 MI'u, IMCO-ds) & 7,55-7,68 (m, SH), 8,20 (d, J= 38,7 'y, 2H), 8,88 (d,
J=11,1Tu, 2H); XUAJI-MC (m/z) 346 (M+H)".

Cranus 2: 4-(3-(2,4-nuxnopdeHmn)nupa3uH-2-1i)aHUINH

VYka3aHHOE COENUHEHHE IOJydajJu IyTeM BOCCTAHOBJIEHUS IPOMEKYTOYHOIO COEAMHEHUH,
nojy4eHHoro Ha ctanuu 1 (220 mr, 0,64 MMoOJIb), ¢ TpUMEHEeHHeM nopouka skenesa (177 mr, 3,18
MMOJIb) U XJ10puaa aMMoHus (339 wmr, 6,36 MmMoJIb) B cMecH 3TaHoua 1 Boael (18 mu, 5:1) cormacuo
cnoco0y, OMMCAHHOMY Ha CTaJuHU 4 TOJyYeHUs] MPOMEKYTOUYHOTO CoenquHeHust 9, moay4danu 162
mr nponykra; 'H IMP (300 MT'n, JIMCO-ds) § 5,41 (s, 2H), 6,42 (d, J=8,7 I'u, 2H), 7,03 (d, J =
7,8 T, 2H), 7,51 (s, 2H), 7,64 (s, 1H), 8,55 (s, 1H), 8,68 (s, 1H); XUAI-MC (m/z) 316 (M+H)".

IIpomesxyTouHOEe coennuenue 49

(4-(3-(4-amuHOpeHIT ) TUPa3UH-2-WJT ) TUNepa3uH- | -1 ) (LIUKJIOPOITHIT )METAHOH

'y
[Nj NH,

o,

N
(_N
Cranus 1: (4-(3-xnopnupasuH-2-win)nunepasut- 1 -un)(LUKIONpPOnI ) METAHOH

oﬁA
()
N
NJ\(CI
LN
YkazaHHOE COEAMHEHHUE IMONydald MyTeM B3auMoaencTsus 2,3-auxnopnupasusa (100 mr, 0,67
MMOJIb) ¢ TPU(PTOPALETATHON CONBIO LUKIONpon(tunepasus-1-mrmeranona (180 mr, 0,67

MMOJIb) C TPUMEHEHeM kapOoHaTa kanus (93 mr, 0,67 mmonp) B atieroruTprie (15 mir) mpu 80°C

COTJIACHO CIOco0y, OMMCAaHHOMY Ha CTaaAWU | TONYYEHHUS MPOMEKYTOYHOIO COETUHEHHS 7,
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nony4danu 49 mr npoaykra; 'H SAMP (300 MI'u, CDCl3) § 0,78-0,82 (m, 2H), 0,98-1,03 (m, 2H),
1,75-1,79 (m, 1H), 3,46-3,550 (m, 4H), 3,80-3,84 (m, 4H), 7,93 (s, 1H), 8,13 (s, 1H).

Cranus 2: (4-(3-(4-amuHO(DEHWIT ) IMPa3UH-2-UiT) TUNIe a3 H- | -7 )( LU KIIOTPOIHIT )METAHOH

VYKazaHHOE COEOMHEHHE TOJy4Yadd IyTeM B3aUMOJEHCTBHS MPOMEXYTOYHOTO COEAMHEHUS,
nojgydeHHoro Ha craaud 1 (250 wmr, 0,93 MMonb), C NHHAKOJOBBIM 3(pupom 4-
aMHHO(PEeHUIOOPOHOBOM KHCIOTHI (246 Mmr, 1,13 MMonb) ¢ npuMeHeHneM kapOoHata kanus (389
mr, 2,81 mmonb) u kommuiekca [1,1'-6uc(nudpennnpochuno)peppouen|nuxnopnanmagus (1) ¢
muxiopmeradoM (77 mr, 0,09 mmonb) B cmecu JIMCO u Boxsl (16 mi, 3:1) cormacHo cnocoQy,
OMMCAaHHOMY Ha CTaauMu | TOJy4YEeHHs] NMPOMEXKYTOYHOro coeauHeHus 1, momydanu 198 mr
npoaykta; "H SIMP (300 MI'u, IMCO-ds) 6 0,68-0,72 (m, 4H), 1,95-1,99 (m, 1H), 3,07-3,12 (m,
4H), 3,51-3,55 (m, 2H), 3,70-3,74 (m, 2H), 5,46 (s, 2H), 6,62 (d, /= 6,9 I'y, 2H), 7,71 (d, J = 6,9
I'u, 2H), 8,02 (s, 1H), 8,12 (s, 1H); XUAJI-MC (m/z) 324 (M+H)".

IIpomesxyTouHoe coenmuenue 50

3-(4-amua0dennn)-N-(4-xnopbeHnn)-N-MeTunnmupasuH-2-aMuH

Cl
\QN/ NH;
N@

(_N

Cranus 1: 3-xnop-N-(4-xnopdeHun)nupa3uH-2-aMuH

NN
[\NICI Cl

B pacrBop 4-xnopanunuaa (645 wmr, 5,06 mmone) B TI'® (5,0 mi) mpu mnepeMermnBaHUH
nobasnmsim  Ouc(rpumernncwmmn)amun Hatpus (1AM, 50 wm, 5,06 mmonb) mpu 0°C wu
nepeMeIBaiyi cMech B TedeHue 30 MUHYT IIPU YKa3aHHOH TemrepaTtype. B peaklimOHHYIO cMech
MeIUIeHHO 100aBism pactBop 2,3-auxiopnupasusa (503 wmr, 3,38 mmons) B TI'® (5,0 mur) npu
0°C. Cmecp nepememnBanu B TedeHue Houu npu KT. Peaxiuro racunum BOJHBIM pacTBOPOM
xyopuaa ammonus (10 mir) u pazbasisuin cMech Bonoit (10 mut). BogHyro cmech SKCTparupoBaiu
stunaneratoM (2 x 20 mir). O6benHEeHHBIE OPTAHUYECKHE CJION IPOMBIBAIIN COJIEBBIM PACTBOPOM
(25 mu1) 1 cymmy Hag 6€3BOIHBIM CYJIb(GATOM HATPUsL. Y AT PACTBOPHUTENH TP MOHUKEHHOM

JAaBJICHUH Y OYUINAJU MOTYYSHHBIH OCTATOK MyTeM KOJIOHOYHOW XpoMatorpaduu Ha CHITHKAreie

C moy4eHueM 63 Mr TUTyIbHoro npoaykta; 'H AMP (300 MI'u, JIMCO-ds) § 7,36 (d, J=8,7 ',
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2H), 7,72 (d, J = 8,7 T, 2H), 7,84 (s, 1H), 8,13 (s, 1H), 8,92 (s, 1H); XUAJ-MC (m/z) 240
(M+H)", 242 (M+2H)".

Cranus 2: 3-xnop-N-(4-xnopdernn)-N-meTunmnupasus-2-aMuH

N CJ::l

B nepememuBaemMyro CyCIIEH3UIO MPOMEKYTOYHOT'O COSAMHEHMSI, TIOJydeHHoro Ha cranuu 1 (1,06
r, 4,43 Mmmonb), B IM® (5,0 M) nobasnsimu rugpun Hatpus (60% (macc./macc.), 213 wmr, 5,32
mmodb) ipu 0°C n nepemernnBanu cMech B Tedenue 10-15 munyt npu KT. B peakiiponHyro cmMech
nobasnsamu Metunnoaua (333 Mki, 5,32 MMoip) U mepemMennBanu B TedeHue 2 yacos npu KT.
Peakuuio racuiy BOIHBIM PaCTBOPOM XJiopHaa aMmMoHus (20 mut) u pazbasJisuiu cMech Bozoi (10
mi1). Boanyto cMech skctparupoBanu strnanetatoM (2 x 30 mut). OObequHEHHBIE OpPraHUYeCKHe
CJIOU TIPOMBIBAJIN COJIEBBIM pacTBOpoM (30 mut) u cymmn Hajx Oe3BOIHBIM CyJb(haToM HATpHSL.
VYaansanu pacTBOpUTENb MNPU TMOHWKEHHOM JAaBJIEHUU C MOJy4eHUeM 723 Mr THUTYJIbHOIO
npoxykra; 'H SAMP (300 MI', JIMCO-ds) § 3,38 (s, 3H), 7,02 (d, /= 9,0 'y, 2H), 7,35 (d, J =
8,4 T'u, 2H), 8,13 (s, 1H), 8,43 (s, 1H); UDP-MC (m/z) 254 (M)".

Cranus 3: 3-(4-amunodenn)-N-(4-xnop¢enun)-N-MeTHInupasuH-2-aMiH

VYKazaHHOE COEOMHEHHE TOJy4Yadd IMyTeM B3aUMOJEHCTBHS MPOMEKYTOYHOTO COEIMHEHHUS,
NoJIy4eHHOro Ha ctanuu 2 (203 wmr, 0,78 Mmmoib), ¢ 4-aMuHOPEHUIOOPOHOBOM KUCIOTOH (280 M,
0,96 wmmoab) ¢ mpuMeHeHWeM kapOoHara Hatpus (254 wr, 2,39 wmmomb) u [1,1'-
ouc(mudpennnpocduno)peppoueH|puxnopnamaaaus (II) (59 mr, 0,08 mmons) B cmecu [IMCO u
Bonbl (10 My, 4:1) cormacHo crocoOy, OMUCAHHOMY Ha CTaauu | MOJNy4EeHUs MPOMEKYTOUHOTO
coenunenus 1, nonyuanu 143 mr npoaykra;, 'H AMP (300 MI'u, IMCO-ds) § 3,22 (s, 3H), 5,40
(ummp.s, 2H), 6,43 (d, J=8,1 I'y, 2H), 6,70 (d, /= 8,4 I'u, 2H), 7,10 (d, /= 8,7 'y, 2H), 7,40 (d, J
= 8,4 Ty, 2H), 8,23 (s, 1H), 8,38 (s, 1H); XUAI-MC (m/z) 311 (M+H)".

IIpoMekyTouHOEe coenuHeHue 51

3-(4-amunodennn)-N-6eH3un-N-MeTHImupasuH-2-aMuH

EN/ NHz
N@

(_N
Cranus 1: N-6eH3un-3-xnopnupasnH-2-aMuH
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NH
NJ\rCI
(N

B pactBop 2,3-nuxnoprnmpasuna (1,0 r, 6,71 mmons) u Gensunamuna (880 mxii, 8,05 MMoib) B
1,4-nmuokcane (20 mun) mpu nepememuBanuu nodasysun TpusTwiamud (1,4 mut, 10,07 Mmonb) u
HarpeBaiu cMmech B TedeHue Houu npu 100°C. Peakmumonnyro cmech oxjaxaanu 1o KT u
pasz0asisun sTunaneTatoM (50 mur). Opranmueckuii skctpakt npoMbiBanu 1#. HCI (50 mi), 3aTem
coneBbIM pacTBopoM (30 wmu). KoHueHTpupoBanu OpraHMYECKHH CIIOW NPH MOHUKEHHOM
JABJIEHUH U OUUINAJIHN OJTYYEeHHBINH TAKUM 00pa30M OCTATOK IMyTeM KOJIOHOUHON XpoMaTorpadpuu
Ha CUJIMKaresie ¢ nonydeHueM 613 mr tutymbHoro npoaykta;, 'H SAMP (300 MI'u, JIMCO-ds) &
4,57 (d,J=6,3T1, 2H), 7,19-7,31 (m, 5SH), 7,55 (s, 1H), 7,65-7,72 (m, 1H), 7,96 (s, 1H),; XUA-
MC (m/z) 220 (M+H)".

Cranus 2: N-6en3nin-3-xmop-N-MeTuinupasuH-2-aMiH

¢

N

C!

VYKazaHHOE COCOMHEHHE TOJyYajd IMyTeM B3aUMOIEHCTBHSI MPOMEKYTOYHOTO COEIMHEHHUS,
nojiyueHHoro Ha ctamuu 1 (599 wmr, 2,72 mmons), ¢ metunuonunom (205 mkn, 3,27 MMOJb) B
npucyrcTBun runpuna Hatpus (60% (macc./macc.), 130 mr, 3,27 MMOJb) COTJIACHO CIOCOOY,
ONMCAaHHOMY Ha CTaJuUM 2 MOJY4YEHHUs NPOMEKYTOUHOro coenuHenus 50, momydamu 573 mr
npoaykra; 'H SAMP (300 MI'u, IMCO-ds) § 3,92 (s, 3H), 4,66 (s, 2H), 7,25-7,38 (m, 5H), 7,91
(s, 1H), 8,21 (s, 1H); XUAJA-MC (m/z) 234 (M+H)".

Cranus 3: 3-(4-amunodenrn)-N-0eH3m-N-MeTHIITUpa3uH-2-aMUH

VYKazaHHOE COEOMHEHHE TOJNyYadd IMyTeM B3aUMOJEHCTBHS MPOMEKYTOYHOTO COEIMHEHHUS,
nojgydeHHoro Ha craaud 2 (333 wmr, 1,42 MMonb), C THMHAKOJOBBIM 3(upom 4-
aMHHO(PeHUIOOPOHOBOH KUCIOTHI (498 Mr, 1,71 MMoub) ¢ mpuMeHeHneM kapOoHarta HaTpust (452
mr, 4,27 mmons) u [1,1-6uc(audennndocuno)deppouen|guxnopnamnanus (II) (52 mr, 0,07
mmons) B cmecu JIMCO u Bomer (10 mut, 3:1) cormacHo cnocoOy, OomucaHHOMY Ha craaud |
MONy4YeHHUs MPOMEKYTOUHOrO coenuHenus 1, momydamu 270 mr npoaykra; 'H SIMP (300 MI'w,
JIMCO-ds) 6 2,59 (s, 3H), 4,38 (s, 2H), 5,41 (s, 2H), 6,60 (d, /=8,4 ', 2H), 7,10 (d, /=72 I'n,
2H), 7,22-7,28 (m, 3H), 7,53 (d, J=8,1 I'y, 2H), 7,96 (s, 1H), 8,03 (s, 1H).
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IIpoMeXkyTOUHOE coeNMHEHHE 52

3-(4-amunodennn)-N-6eH3unmnupasuH-2-aMuH

(PwNHZ

N

N

VYKazaHHOE COENMHEHNE MOJy4ald MyTeM B3auMoaencTBus N-OeH3m-3-XJI0pnupa3suH-2-aMIHa
(cragust 1 monyueHus: mpomexxyTouHoro coenunenus 51) (203 mr, 0,92 MMOJIb) ¢ MMHAKOJIOBBIM
s¢pupom 4-amuHopeHnnoopoHoBoi kucaothl (323 mr, 1,10 MMoinp) ¢ mpuMeHeHHeM kapOoHaTa
Hatpust (294 wmr, 2,77 mmonb) u [1,1'-Ouc(nudpenunpocduno)-peppouen]|nuxnopnamnaaus (II)
(66 mr, 0,09 mmosb) B cmecu IMCO u Bonb! (8,0 mu, 3:1) cornacHo croco0y, OMUCAHHOMY Ha
cranuu 1 mony4eHus MpOMeKyTOUHOTO coemuHenus 1, monydamu 152 mr npoaykra; 'H IMP (300
MTI'y, AMCO-ds) 6 4,51 (d, J = 6,0 'y, 2H), 5,46 (wuup.s, 2H), 6,67 (d, J= 8,1 I'y, 2H), 6,74-6,78
(m, 1H), 7,16-7,20 (m, 1H), 7,28-7,32 (m, 4H), 7,40 (d, /= 8,4 I'u, 2H), 7,73 (s, 1H), 7,79 (s, 1H);
HUDP-MC (m/z) 277 (M+H)".

TIpoMexyTouHOE coenmHenue 53

3-(4-amunodenn)-N-(1-peHnasTun) nupasuH-2-aMuH

E;NH NH;
N

(N

Cranus 1: 3-xnop-N-(1-penmnsTin)nupa3suH-2-aMuH

e

NH
NAC
LN

VYKazaHHOE COeNWHEHHe TOJydald NyTeM B3auMonehcTBus 2. 3-muxnoprnupasuHa (2,3 T,
15,4 mmonb) ¢ DL-1-penmmranamunom (2,16 min, 17,0 mmonw) ¢ mnpumeHeHuem N, N-
nuusonpommnTIiamMuba (7,9 v, 46 mmonb) B 1,4-muokcane (40 mu) coriacHo CrocoOy,
ONMCAaHHOMY Ha CTaJMHU | MOJIy4YeHUs MNPOMEXKYTOUHOro coenuHenus 51, momydamu 353 mr
npoaykta; 'H AMP (300 MI'u, IMCO-ds) & 1,53 (d, J = 6,9 I'u, 3H), 5,19-5,23 (m, 1H), 7,17-
7,32 (m, 3H), 7,39 (d, J= 7,5 'y, 2H), 7,53 (s, 1H), 7,94 (s, 1H), 8,56 (s, 1H).
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Cranus 2: 3-(4-amurodernn)-N-(1-pernns Tin)mupasuH-2-aMuH

VYKazaHHOE COCOMHEHHE TOJNyYadd IMyTeM B3aUMOJEHCTBHS NPOMEKYTOYHOTO COEIUHEHHUs,
nojgydeHHoro Ha craaun 1 (206 wmr, 0,88 MMoOnb), C THHAKOJOBBIM 3(upom 4-
amMuHO(peHNI00poHOBOH KucioTs! (308 mr, 1,06 MMoinb) ¢ mpumeHeHneM kapOoHarta HaTpus (280
mr, 2,64 mmone) u [1,1-6uc(audennndocpuno)deppoues|nuxnopnamnanus (II) (63 mr, 0,08
mmons) B cmecu JIMCO u Bomer (10 mut, 4:1) cormacHo cnocoOy, OMUCAaHHOMY Ha craaud 1
MONy4YeHHUs MPOMEKYTOUHOrO coenuHenus 1, monmydamu 105 mr npoaykra; 'H SIMP (300 MI'L,
IMCO-ds) 6 1,44 (d, J= 5,411, 3H), 5,11-5,12 (m, 1H), 5,55 (s, 2H), 6,06-6,10 (m, 1H), 6,67 (d,
J=1,.8Tn, 2H), 7,19-7,41 (m, 6H), 7,72 (s, 1H), 7,77 (s, 1H).

IIpomMexyTouHOEe coenuHenue 54

(R)-3-(4-amunodpenun)-N-(1-pennnsTun)nupasus-2-aMuH

%:/@«NHz

NS
LN

Cranus 1: (R)-3-xa0p-N-(1-peHnnstun)nupasuH-2-aMuH

?

“NH

'\L):\TCI
YKazaHHOE COEAMHEHUE MOJIydad MyTeM B3auMoaencTBus 2,3-auxnopnupasuna (503 mr, 3,37
MMoJb) ¢ (R)-(+)-a-metunbensmnamuaom (430 Mk, 3,37 MMOJb) ¢ IpUMEHEHHEM KapOoHaTta
kammsa (1,4 r, 10,1 mmone) B JIM® (10 mi) cormacHo cmocoOy, ONMUCAaHHOMY Ha craauu 1
TMONy4YeHHs TIPOMEKYTOYHOTO coeuHenus 51, momyyanu 243 mr npoaykta; 'H SIMP (300 MI'L,
JIMCO-ds) 6 1,53 (d, J= 6,9 I'u, 3H), 5,17-5,23 (m, 1H), 7,17-7,32 (m, 4H), 7,39 (d, /=72 T,
2H), 7,53 (s, 1H), 7,94 (s, 1H); XUAI-MC (m/z) 234 (M+H)".

Cranus 2: (R)-3-(4-amunopennn)-N-(1-peHnnsTin) nupa3uH-2-aMuH

VYKazaHHOE COCOMHEHHE TOJNyYadd IyTeM B3aUMOIEHCTBHS NPOMEKYTOYHOTO COEIMHEHHUS,
nojgydeHHoro Ha craaud 1 (232 wmr, 0,99 wMMonb), C THHAKOJOBBIM 3(upom 4-
aMrHO(PEeHUIOOPOHOBOM KUCIOTHI (435 Mmr, 1,49 MMoub) ¢ mpumMeHeHneM kapOoHarta HaTpus (370

mr, 3,49 mmone) u [1,1-6uc(audennndocuno)deppoues|nuxiopnamanus (II) (71 mr, 0,09
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mmons) B cmecu JIMCO u Bomer (10 mut, 4:1) cormacHo cnocody, OmuCaHHOMY Ha craaud |
TMONy4YeHHUs MPOMEKYTOUHOro coenuHenus 1, momydamu 210 mr npoaykra; 'H SIMP (300 MI'w,
IMCO-ds) 6 1,45 (d, J = 6,6 ', 3H), 5,12-5,18 (m, 1H), 5,46 (s, 2H), 6,09 (d, /= 6,9 'y, 1H),
6,67 (d,J=8,1T1, 2H), 7,18 (d, J=7,2T', 1H), 7,28 (t, /= 7,2 I'u, 2H), 7,34-7,44 (m, 4H), 7,72
(s, 1H), 7,77 (s, 1H); XUAJI-MC (m/z) 291 (M+H)".

IIpomMexxyTouHOE coeqrHeHune 55

(R)-3-(4-amunodpenun)-N-metmn-N-(1-¢peHnnsTin)nupazuH-2-aMuH

\\-EN/ NH2
N@
(N

Cranus 1: (R)-3-xnop-N-metni-N-(1-hpeHnms Tin)nupasuH-2-aMiH

N

N"
N:j\qu

Yka3aHHOe COeIMHEHHE MOJTyYasu nyTeM B3aUMOJIEHCTBUS (R)-3-x10p-N-(1-
(beHmTUI ) TUpa3suH-2-aMiHA (cTaaus | MmonyYeHus: IpOMeXKyTOYHOro coenraenus 54) (503 wr,
2,15 mmonp) ¢ metunroaunom (180 Mk, 2,79 mmonb) B mpucyTcTBUM ruapuna Harpus (60%
(macc./macc.), 103 wr, 2,58 mmounb) B JIM® (10 mut) corfiacHO ¢rnoco0y, OMUCAHHOMY Ha CTaauu
2 HoJTyueHHUsl MPOMEKYTOUHOro coeHenus 50, momydanu 323 mr npoaykra; 'H AMP (300 MI 1,
JIMCO-ds) 6 1,56 (d, /= 6,9 'y, 3H), 2,66 (s, 3H), 5,40-5,44 (m, 1H), 7,30-7,36 (m, SH), 7,93 (s,
1H), 8,31 (s, 1H); UDP-MC (m/z) 248 (M+H)".

Cranus 2: (R)-3-(4-amunopenmn)-N-metmn-N-(1-peHnnstin) nupasuH-2-aMuH

VYKazaHHOE COCOMHEHHE TOJNyYadd IyTeM B3aUMOIEHCTBHS MPOMEKYTOYHOTO COEIMHEHHUS,
nojgydeHHoro Ha craaun 2 (302 wmr, 1,22 MMonb), C THHAKOJOBBIM 3(upom 4-
aMuHOpeHNIO00POHOBOH KUCIOTHI (530 Mr, 1,82 MMoIb) ¢ npuMeHeHneM kapOoHaTa Hatpust (388
mr, 3,65 mmous) u [1,1-6uc(audennndocuno)deppoues|nuxnopnamanus (II) (44 mr, 0,06
mmones) B cmecu JIMCO u Bomer (10 mut, 3:1) cormacHo cnocody, OMUCAaHHOMY Ha craaud 1
MONy4YeHHUs MPOMEKYTOUHOro coenuHenus 1, monydamu 183 mr npoaykra; 'H SIMP (300 MI'w,

TIMCO-ds) § 1,42 (d, J = 6,9 T, 3H), 2,38 (s, 3H), 5,22-5,26 (m, 1H), 5,36 (s, 2H), 6,60 (d, J =
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8,4 T, 2H), 7,12 (d, J = 5,7 Ty, 2H), 7,19-7,28 (m, 3H), 7,48 (d, J = 8,4 T'w, 2H), 7,95 (s, 1H),
8,02 (s, 1H); XUAJI-MC (m/z) 305 (M+H)".

IIpoMeXXKyTOUHOE COEMMHEHHE 56

(8)-3-(4-amurOpennn)-N-(1-pernms i) mupasuH-2-aMuH

E;NH NHz
N

(_N

Cragus 1: (S)-3-xnop-N-(1-bpennnstun)nupa3un-2-aMuH

%,

N::\GCI
VYKazaHHOE COeNWHEHHe TOJydaqu MyTeM B3auMonedcTBus 2,3-guxiopnupasuna (2,0 T,
13,4 mmoib) ¢ (S)-(-)-a-meTunbensmnamuaom (4,56 mi, 20,13 MMoub) ¢ mpuMeHeHneM kKapOoHaTa
kanus (5,56 r, 40,2 mmonb) B JIM® (30 mu) cornacHo criocoOy, ONMMCAHHOMY Ha craaud |
TONy4YeHHUs POMEXKYTOUHOro coeauHenus 51, nmonyuanu 2,3 r nponykra; 'H SIMP (300 MI'L,
JIMCO-ds) 6 1,53 (d, J= 6,9 'y, 3H), 5,16-5,23 (m, 1H), 7,17-7,32 (m, 4H), 7,39 (d, J=7,5 T'L,
2H), 7,53 (s, 1H), 7,94 (s, 1H); XUAJI-MC (m/z) 234 (M+H)".

Cranus 2: (5)-3-(4-amunopenmn)-N-(1-peHmms T )nupa3uH-2-aMuH

VYKazaHHOE COEOMHEHHE TOJy4Yadd IMyTeM B3aUMOIEHCTBHS MPOMEKYTOYHOTO COEIMHEHHUS,
nojgydeHHoro Ha craauu 1 (250 wmr, 1,07 MMmonb), C THHAKOJOBBIM 3(upom 4-
aMrHO(PEeHUIOOPOHOBOM KUCIOTHI (374 Mmr, 1,28 MMoub) ¢ mpumMeHeHneM kapOoHarta HaTpus (340
mr, 3,20 mmoue) u [1,1-6uc(audennndocduno)deppoues]nuxnopnamanus (II) (38 mr, 0,05
mmons) B cmecu JIMCO u Bomer (10 mut, 4:1) cormacHo cnocody, OMUCAaHHOMY Ha craaud |
MONy4YeHHUs MPOMEKYTOUHOro coenuHenus 1, monydamu 190 mr npoaykra; 'H SIMP (300 MI 1,
JIMCO-ds) 6 1,45 (d, J = 6,6 ', 3H), 5,12-5,16 (m, 1H), 5,45 (s, 2H), 6,12 (d, /= 6,9 'y, 1H),
6,67 (d,J=8,7Twu, 2H), 7,19 (d, J= 7,8 'y, 1H), 7,28 (t, /= 8,7 I'u, 2H), 7,35-7,44 (m, 3H), 7,72
(s, 1H), 7,78 (s, 1H); XUAJI-MC (m/z) 291 (M+H)".

IIpoMekyTouHOE coenuHenue 57

(8)-3-(4-amuropenmn)-N-metnn-N-( 1 -peHmm Trn) nmupa3uH-2-aMuH
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Cranus 1: (5)-3-xn0p-N-metun-N-(1-peHnnstun)nupasus-2-aMuH

.

N::\GCI
VYka3aHHoe COEIIMHEHNE NOJTy4au yTeM B3aUMOJIEHCTBUS (8)-3-xmop-N-(1-
beHmTUI)TUpa3uH-2-aMuHA (cTaaus | monydeHus: IpOMeXyTOYHOro coenrHenus 56) (503 wr,
2,15 mmonb) ¢ merunmoaunom (180 mxi, 2,79 mmonb) B npucyTcTBuu runpuna Harpusi (60%
(macc./macc.), 103 wmr, 2,58 mmonb) B JIM® (10 mit) cornacHo crnocoly, OMUCAHHOMY Ha CTaAHU
2 MoJyueHus IPOMEXYTOUHOro coenuHenus 50, momydanu 402 mr npoxykta;, 'H AMP (300 MI'1,
JAMCO-ds) 6 1,53 (d, J=6,9 Ty, 3H), 2,63 (s, 3H), 5,37-5,42 (m, 1H), 7,28-7,33 (m, 5H), 7,91 (s,
1H), 8,19 (s, 1H); XUAJI-MC (m/z) 248 (M+H)".

Cranus 2: (5)-3-(4-amunodpenwnn)-N-metun-N-(1-pennm Tun)nupasuH-2-aMuH

VYka3aHHOe COeNWHEHHEe NOJy4alau IMyTeM B3aUMOJAEWUCTBUS MPOMEKYTOYHOIO COEAMHEHUS,
nojgy4eHHoro Ha craauu 2 (302 wmr, 1,22 MMOJb), C THHAKOJOBBIM 3(upom 4-
aMHUHO(PEeHUIOOPOHOBOM KUCIOTHI (425 mr, 1,46 MMoIb) ¢ mpuMeHeHneM kapOoHarta Hatpust (388
mr, 3,65 mmous) u [1,1-6uc(audennndocduno)deppoueH|nuxiopnamanus (II) (44 mr, 0,06
mmons) B cMecu JIMCO u Bomer (10 mut, 3:1) cornmacHo cnocoOy, OMmUCaHHOMY Ha craguu |
MONy4YeHHUs MPOMEKYTOUHOro coenuHenus 1, momydamu 230 mr npoaykra; 'H SIMP (300 MI 1,
JIMCO-ds) 6 1,42 (d, J= 6,9 T'u, 3H), 2,38 (s, 3H), 5,22-5,28 (m, 1H), 5,37 (s, 2H), 6,60 (d, J =
8,1 I'y, 2H), 7,12 (d, J = 6,9 I', 2H), 7,20-7,28 (m, 3H), 7,50 (d, J = 8,4 'y, 2H), 7,95 (s, 1H),
8,02 (s, IH); UDP-MC (m/z) 305 (M+H)".

IIpoMeXkyTOUHOE cOeNMHEHHE 58

(5)-3-(4-amurOp eI )-N-(1-(4-x10pdheHnn )3 TII )M pasuH-2-aMHH
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Crapus 1: (5)-3-x10p-N-(1-(4-xn0pdeHnn)aTiin)nupa3uH-2-aMuH

Cl

i
(@]

N

(N

VYKazaHHOE COeAMHEHHUE MONydalu MyTeM B3aumopaencTsus 2,3-auxnopnupasusa (320 mr, 2,15
MMotb) ¢ (S)-1-(4-xnopdpennn)sTanamuaoM (456 Mkd, 3,22 MMOJIb) € IpUMEHEHHeM KapOoHaTa
kanmus (890 wmr, 6,44 mmoinb) B IM® (10 mu) cornacHo cnocoOy, OMMCAaHHOMY Ha ctaauu |
TONy4YeHHs TIPOMEKYTOYHOTO coenuHenus 51, momyuanu 243 mr npoaykra;, 'H SIMP (300 MI'L,
JIMCO-ds) 6 1,49 (d, J= 7,2 T'u, 3H), 5,13-5,17 (m, 1H), 7,32 (d, /J=8,7 'y, 2H), 7,39 (d, /= 17,8
I'u, 2H), 7,52 (s, 1H), 7,91 (s, 1H), 8,54 (s, 1H); XUAJ-MC (m/z) 269 (M+H)".

Cranus 2: (5)-3-(4-amunodenmn)-N-(1-(4-x10pdeHnn) T ) mupa3uH-2-aMiuH

VYKazaHHOE COEOMHEHHE TOJy4Yajd IMyTeM B3aUMOIEHCTBHSI MPOMEKYTOYHOTO COEIMHEHHUS,
nojgy4eHHoro Ha craaud 1 (253 wmr, 0,94 wMMoab), C THUHAKOJOBBIM 3(upom 4-
amuHOpeHUIO0pOoHOBOH KUCioThI (330 Mmr, 1,13 MMounb) ¢ mpumeHeHneM kapbonara Hatpus (300
mr, 2,83 mmous) u [1,1-6uc(mudennndocuno)deppoues|nuxnopnamianus (II) (67 mr, 0,09
mmons) B cMecu JIMCO u Bomer (10 mut, 4:1) cornmacHo cnocoOy, OMUCAaHHOMY Ha craaud |
TMONy4YeHHUs MPOMEKYTOUHOrO coeuHenus 1, monmydamu 162 mr npoaykra; 'H SIMP (300 MTI 1,
JIMCO-ds) 6 1,43 (d, J = 6,9 ', 3H), 5,08-5,12 (m, 1H), 5,45 (s, 2H), 6,24 (d, /= 6,9 'y, 1H),
6,65 (d,J=8,4Tn, 2H), 7,18 (d, /=78 T'y, 1H), 7,32 (d, J=8,7 I'u, 2H), 7,43 (d, J=8,7 I'Ly,
2H), 7,73 (d, J=17,5Tu, 2H), 8,31 (s, 1H); XUAI-MC (m/z) 325 (M+H)".

IIpoMekyTOUHOE coenuHeHue 59

(5)-3-(4-amurOp e )-N-(1-(3-xn0pheHnn)3 Tii)upasuH-2-aMHH
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Cragus 1: (5)-N-(1-(3-xnopdennn)stun)-3-(4-aurpod eHnn) mupa3uH-2-aMuH

N
(_N

VYKazaHHOE COeMHEHNE MOJIyYaid MyTeM B3aUMOAEHUCTBUS 2-XJI0p-3-(4-HUTPOGEHIT)THpa3uHa
(cragus 1 monmyuenus mpomeskytouHoro coequHeHust 11) (101 mr, 0,43 MMOJIb) € THAPOXJIOPUAOM
(8)-1-(3-xnopdennn)aranamuna (82 mr, 0,43 MMoinb) ¢ mpuMeHeHneM (ropuna uesus (268 wr,
1,71 mmonb) B IMCO (6,0 M) cormacHo crmocoOy, OMHUCAHHOMY Ha CTaauu | MOMy4YeHUs
MPOMEKYTOYHOTO coenuHenus 51, monyyanu 106 mr npoaykra; "H IMP (300 MI'y, JIMCO-ds)
8 1,45 (d, J=6,6 I'u, 3H), 5,17-5,21 (m, 1H), 6,95-6,99 (m, 1H), 7,23-7,35 (m, 3H), 7,45 (s, 1H),
7,88 (s, 1H), 8,02 (d, J=9,6 'y, 3H), 8,37 (d, J= 8,7 I'y, 2H).

Cranus 2: (5)-3-(4-amunodenmn)-N-(1-(3-x10pdeHnn) T ) mupa3uH-2-aMiuH

VYKazaHHOE COEOMHEHHE TMOJyYald MyTeM BOCCTAHOBJICHUS IMPOMEXKYTOYHOTO COEIMHEHUS,
nosy4eHHoro Ha ctaguu 1 (101 mr, 0,28 MMonb), ¢ mpuMeHeHHeM rmopouka sxkenesa (48 mr, 0,85
MMOJIb) U XJ10puaa ammonus (152 mr, 2,85 Mmob) B cMecu 3TaHosa u Boasl (10 mu, 5:1) cormacuo
croco0y, ONMMCAHHOMY Ha CTauH 4 TIOJTy4EHUs MPOMEKYTOYHOTO COEAMHEH U 9, mony4anu 79 mr
npoxykra; 'H AMP (300 MI'u, AIMCO-ds) 5 1,42 (d, J = 6,6 T'nt, 3H), 5,08-5,12 (m, 1H), 5,44 (s,
2H), 6,28-6,33 (m, 1H), 6,65-7,69 (m, 2H), 7,21-7,32 (m, 3H), 7,41-7,45 (m, 3H), 7,74 (d,/=7,8
I'u, 2H).

IIpoMekyTouHOEe coenuHenue 60

(5)-3-(4-amunrodpenmnn)-N-(1-(4-xnopdennn)atun)-N-meTunnupasuH-2-aMuH

Cl
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Cranus 1: (5)-3-x10p-N-(1-(4-xnopdennn)atun)-N-MeTuinupa3ui-2-aMiuH

Cl

g

VYkazaHHOEe  COeAMHEHHWEe  mojdydanu  myreM  B3aumopeiicteusa  (S)-3-xmop-N-(1-(4-
XJ0pQeH )3 TI ) IpasuH-2-aMuHa (ctanust 1 Mmony4eHusi MPOMEXKYTOUYHOTO coenuHeHus S1)
(371 wmr, 1,38 mmonb) ¢ metrmmonuaom (130 mxi, 2,08 MMOINIb) B IPUCYTCTBUM TUAPUA HATPUS
(60% (macc./macc.), 83 mr, 2,08 MMOJIb) COTJIACHO CIIOCO0Y, OMMCAHHOMY Ha CTAANH 2 TIOJYyYeHHUS
MPOMEKYTOYHOTO coenrHenus 50, moyyanu 352 mr npoaykra; 'H AMP (300 MI'u, IMCO-ds)
6 1,54 (d, J=6,9 T', 3H), 2,66 (s, 3H), 5,35-5,40 (m, 1H), 7,34 (d, J=8,4 'y, 2H), 7,40 (d, J =
8,4 T, 2H), 7,94 (s, 1H), 8,22 (s, 1H); XUA-MC (m/z) 283 (M+H)".

Cranus 2: (5)-3-(4-amunodpernn)-N-(1-(4-xnopdennn)atun)-N-MeTnanupasuH-2-aMiH

VKa3aHHOE COEAMHEHHE IOJNy4ald IyTeM B3aUMOAEHCTBHUSI MPOMEXYTOYHOTO COEAUHEHHS,
nojgydeHHoro Ha crtaauu 1 (341 wmr, 1,20 MMoab), C THHAKOJOBBIM 3(upom 4-
aMuHO()eHUIOOPOHOBOM KUCIOTHI (422 Mmr, 1,45 MMOJIb) ¢ MpuMeHeHHeM kapOoHaTa HaTpus (381
mr, 3,60 mmoue) u [1,1-6uc(audennndocuno)deppoueH|auxiopnamanus (II) (43 mr, 0,06
mMmoib) B JIMCO (10 wmu) cormacHo cmnoco0y, OMHMCAHHOMY Ha CTaauu | TONy4eHus
TIPOMEKYTOYHOTO coeiuHenus 1, noaydanu 162 mr npoaykra;, 'H AMP (300 MI'u, JIMCO-ds) &
1,40 (d, J = 6,9 I'y, 3H), 2,36 (s, 3H), 5,25-5,28 (m, 1H), 5,36 (s, 2H), 6,58 (d, J = 7,8 I'u, 2H),
7,14 (d,J=7,8Tu, 2H), 7,32 (d, /= 7,8 'y, 2H), 7,46 (d, J = 7,8 T', 2H), 7,95 (s, 1H), 8,02 (s,
1H); XUAJL-MC (m/z) 338 (M+H)".

IIpoMekyTouHOEe coenuHenue 61

(8)-3-(4-amunrOpenmnn)-N-(1-(2-xnopheHnn)3 Tin)mupasuH-2-aMHH

NH NH
N

(_N

Cranus 1: (5)-N-(1-(2-xnopdennn)stin)-3-(4-aurpod eHnn) mupa3uH-2-aMuH
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VYKazaHHOE COeMHEHNE MOIyYaId MyTeM B3aMMOACHCTBUS 2-XJIOp-3-(4-HUTPOQ EHIT)TUpa3HHA
(ctapus 1 monyuenust npomeskyTouHoro coenunenus 11) (202 mr, 0,86 MMOIIb) C THAPOXIIOPUAOM
(8)-1-(2-xnopdennn)stanamuna (198 mr, 1,03 Mmmonp) ¢ npumenennem ¢gropuna nesus (390 wr,
2,57 mmonb) B JIMCO (8,0 M) cormacHo crnocoOy, OMHUCAaHHOMY Ha CTaauM | MONydeHus
MPOMEKYTOYHOTO coeuHenus 51, monyyanu 219 mr npoaykra; 'H SAMP (300 MI'u, IMCO-ds)
61,42 (d,J=6,9T1, 3H), 5,42-5,49 (m, 1H), 7,05 (d, J=8,7 I'u, 1H), 7,19-7,26 (m, 1H), 7,38 (d,
J=84TIn, 1H), 7,48 (d, /=6,0T'y, 1H), 7,87 (s, 1H), 7,97 (s, 1H), 8,03 (d, /= 8,7 I'y, 3H), 8,37
(d,J=8,7Tu, 2H).

Cranus 2: (5)-3-(4-amunodpennn)-N-(1-(2-xnopdennn)a i) nupa3us-2-aMuH

VYKka3zaHHOE COEAMHEHHE TMOJy4Yaldu IyTEM BOCCTAHOBJIEHUs IPOMEKYTOUHOIO COEIUHEHUS,
nojiy4eHHoro Ha ctaguu 1 (192 mr, 0,54 Mmoib), ¢ mpuMeHeHneM nopoinka xejnesa (90 mr, 1,62
MMOJIb) U XJ10puaa aMMonust (290 mr, 5,41 MMoib) B cMecu 3TaHosa u Boasl (10 mu, 5:1) cornmacHo
croco0y, OMMCAHHOMY Ha CTaJuU 4 TOJyYeHUs MPOMEKYTOYHOTO coenuHeHust 9, noay4danu 140
mr npoaykra;, 'H AMP (300 MI'u, AIMCO-ds) 8 1,43 (d, J = 6,9 'y, 3H), 5,37-5,45 (m, 1H), 5,47
(s, 2H), 6,33 (d, /=6,9T'y, 1H), 6,68 (d, J = 8,4 'y, 2H), 7,19-7,26 (m, 2H), 7,38 (d, J=7,8 I'Ly,
2H), 7,46 (d, J= 8,4 T'u, 2H), 7,73 (d, J = 5,1 'y, 2H); XUAJI-MC (m/z) 325 (M+H)".

IIpoMekyTOUHOE coenuHeHue 62

(8)-3-(4-amuuropenmn)-N-(1-(4-prop-2-meTnnd eHu )3 Trn) upa3uH-2-aMUH

F

NH NH;
N

(_N

Cranus 1: (S)-N-(1-(4-prop-2-meTundennn)3tnn)-3-(4-auTpod eHr ) mupa3uH-2-aMIuH
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VYKazaHHOE COeMHEHHE MOIyYaId MyTeM B3aMMOACHCTBUS 2-XJIOp-3-(4-HUTPOQ EHIT)TUpa3HHA
(ctapms 1 monyuenust npomeskyTouHoro coenunenus 11) (203 mr, 0,86 MMOIIB) C THAPOXIIOPUAOM
(S)-1-(4-pTop-2-merundenmn)sranamuna (197 mr, 1,03 Mmonp) ¢ npuMeHeHueM propuaa Les3us
(523 wmr, 3,44 mmons) B JIMCO (10 M) cornacHo cioco0y, ONMCAaHHOMY Ha CTaAuU | OTydeHus
MPOMEKYTOYHOTO coeuHenus 51, monyyanu 190 mr npoaykra; 'H AMP (300 MI'u, IMCO-ds)
61,37 (d, J=7,5Tn, 3H), 2,42 (s, 3H), 5,26-5,30 (m, 1H), 6,88-6,95 (m, 3H), 7,38-7,45 (m, 1H),
7,85 (s, 1H), 7,95-8,01 (m, 3H), 8,36 (d, J= 8,7 ', 2H); UDP-MC (m/z) 353 (M+H)".

Craaus 2: (5)-3-(4-amunopennn)-N-(1-(4-prop-2-MeTrnd eHu )3 TUI)TUPA3HH-2-aMUH

VYKa3aHHOE COEOMHEHHE IMOJy4add IyTeM BOCCTAHOBJIEHUS IPOMEXKYTOYHOTO COEAUHEHUs,
nojryueHHoro Ha craauu 1 (181 mr, 0,51 MMoub), ¢ mpuMeHeHHeM mopolka xkenesa (86 mr, 1,54
MMOJIb) U XJIOpuAa aMMoHus (275 wmr, 5,14 MMonb) B cMecu 3TaHosa 1 Boas! (10 mu, 5:1) cornacuo
cnioco0y, OMMCAaHHOMY Ha CTaauH 4 MOJyuYeHHs IPOMEXYTOYHOro coeauHeHus 9, nmony4anu 130
mr nponykta; 'H IMP (300 MI'n, JIMCO-ds) § 1,37 (d, J = 6,6 T, 3H), 2,38 (s, 3H), 5,18-5,22
(m, 1H), 5,47 (s, 2H), 6,16 (d, J= 7,8 'y, 1H), 6,64 (d, J = 8,4 I'y, 2H), 6,91-6,95 (m, 2H), 7,39
(d,J=38,1Tu, 3H), 7,69 (s, 1H), 7,75 (s, IH); XUAJ-MC (m/z) 323 (M+H)".

TIpoMexyToOUHOE coenrHeHue 63

(8)-3-(4-amunrodpennn)-N-(1-(2,4-nuMeTri e HIT)3THIT ) THPA3UH-2-aMUH

NH NHz
N

(_N

Cranus 1: (5)-N-(1-(2,4-numetundenmn)atun)-3-(4-HuTpod eHI ) Tpa3uH-2-aMUuH

NH NO;
N
(N

VYKazaHHOE COeMHEHHE TOJIyYaId MyTeM B3aMMOACHCTBUS 2-XJIOP-3-(4-HUTPOQ EHIT)TUpa3HHA
(ctapus 1 monyuenust npomeskyTouHoro coenunerus 11) (203 mr, 0,86 MMOIIb) C THAPOXIIOPUIOM
(5)-1-(2,4-numerundennn)aranamuna (176 mr, 0,95 Mmone) ¢ npumeHeHueM dpropuna uesus (523

mr, 3,44 mmone) B IMCO (8,0 mi) cormacHo cnocoQy, OMHCAaHHOMY Ha CTaaud | MOJIy4eHus

MPOMEKYTOYHOTO coeHenus 51, monyuanu 216 mr npoaykra; 'H AMP (300 MI'u, IMCO-ds)
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81,36 (d, J= 6,3 Ty, 3H), 2,19 (s, 3H), 2,36 (s, 3H), 5,26-5,30 (m, 1H), 6,82-6,92 (m, 3H), 7,26
(d, J=8,4 Ty, 1H), 7,84 (s, 1H), 7,96 (d, J = 8,7 T'w, 3H), 8,36 (d, J = 8,4 Ty, 2H); XUAJI-MC
(m/z) 349 (M+H)".

Cragus 2: (5)-3-(4-amunodennn)-N-(1-(2,4-numeTnndeHun )3 TUiI)Tupa3uH-2-aMUH

VYKa3aHHOE COEOMHEHHE IMOJy4Yald IyTeM BOCCTAHOBJIECHHS IPOMEXKYTOYHOTO COEAUHEHHUS,
nojy4eHHoro Ha ctanuu 1 (209 mr, 0,60 MmoIb), ¢ mpuMeHeHneM nopouka skenesa (100 mr, 1,80
MMOJIb) U XJ1opuaa aMmonus (320 mr, 5,99 mmorb) B cMecH 3TaHona 1 Boasl (10 mu, 5:1) cornacuo
croco0y, ONMMCAaHHOMY Ha CTaJuu 4 MOJyYeHUs POMEKYTOYHOro coenquHeHus 9, nomaydanu 140
mr npoaykra; 'H AMP (300 MI'u, AIMCO-ds) 5 1,37 (d, J= 6,6 ', 3H), 2,19 (s, 3H), 2,33 (s, 3H),
5,20-5,24 (m, 1H), 5,56 (ump.s, 2H), 5,97-6,02 (m, 1H), 6,67 (d, J = 8,4 I', 2H), 6,92 (s, 2H),
7,23 (d,J=7,8Tn, 1H), 7,38 (d, /= 8,1 I'y, 2H), 7,70 (s, 1H), 7,78 (s, 1H), XUAA-MC (m/z) 319
(M+H)".

IIpomMexyTouHOE coenrHenue 64

(8)-3-(4-amuua0dennn)-N-(1-(2-xnop-4-propdeHmn)> THIT ) TUpa3HH-2-aMUH

Cl

NH NH
N

(_N

Cranus 1: (5)-N-(1-(2-xn0p-4-¢propdenmn)atin)-3-(4-HuTpod eHr ) Tupa3rH-2-aMUH

Cl

NH NO-
N\

(_N

VYKazaHHOE COeMHEHHE TOIyYaId MyTeM B3aMMOACHUCTBUS 2-XJIOP-3-(4-HUTPOQ EHIT)TUpa3HHA
(crapms 1 monyuenust npomeskyTouHoro coenunerus 11) (203 mr, 0,86 MMOJIB) C THAPOXIOPUIOM
(8)-1-(2-xnop-4-propdenmn)atanamuna (217 mr, 1,03 Mmoinp) ¢ npumMeHeHneM (ropuna Les3us
(524 wr, 3,44 mmonb) B JIMCO (8,0 mut) cornacHo ciocoly, ONMMCaHHOMY Ha CTaguH | mony4eHus
MIPOMEKYTOUHOrO coenuHenus 51, nomydanu 103 mr npoaykra. IIpoaykT ucnonap30Baiu B TAKOM

BUJIE Ha Clenyroweil craaun 6e3 onpeneneHns XapakTePUCTHK.

Cranus 2: (5)-3-(4-amunodenmn)-N-(1-(2-xnaop-4-dpropdenrn)s i) mupasuH-2-aMuH
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VYKazaHHOE COEOMHEHHE MOJYyYald MyTeM BOCCTAHOBJICHHUS IPOMEXKYTOYHOTO COEAMHEHHUs,
nojy4eHHoro Ha craauu 1 (98 mr, 0,26 MMOJB), ¢ MPUMEHEHHEM TOpoIIKa kejesa (44 wmr, 0,79
MMOJIb) U XJopuaa ammonus (140 mr, 2,63 MMonb) B cMecu 3TaHoda 1 Boasl (10 mu, 5:1) cormacuo
croco0y, ONMMCaHHOMY Ha CTauH 4 TIOJTy4eHUs IPOMEKYTOYHOTO COEAMHEH U 9, moydanu 62 mr
npoaykra. IIpogykT ucmonp3oBaiu B TakOM BHUIE HA CleAyrolield craauu 0e3 OmpeneneHus

XapaKTEePUCTHK.

IIpomMekyTouHOE coequHeHue 65

3-(4-amunodenn)-N-(LUKIOre KCHIIMETHI )ITUPa3HH-2-aMUH

@@

N
(N

Cranus 1: N-(tmknorekcunmeTin )-3-(4-autpod eHun ) mupasuH-2-aMuH

;NH NO-
N

S
(N

VYkazaHHOE COeMHEHHE TOJIyYaIl MyTeM B3aMMOACHUCTBUS 2-XJIOP-3-(4-HUTPOQ EHIT ) TUpa3HHA
(cramuss 1 monmyueHuwst mnpoMexyTodHoro coenuHenuss 11) (203 wmr, 0,86 wmwmomb) ¢
KJIorekcuiMeraHaMuHOM (146 mr, 1,29 mmodb) ¢ npumerenuem ¢gropuna uesus (392 mr, 2,58
mMmoib) B JAIMCO (8,0 mi) cormacHO crmoco0y, OMMCAaHHOMY Ha CTagud | TOJy4eHus
MPOMEKYTOYHOTO coefuHenus 51, nonyuamu 121 mr npoaykra; 'H SAMP (300 MT'u, IMCO-ds)
6 0,85-0,95 (m, 2H), 1,07-1,17 (m, 3H), 1,51-1,80 (m, 6H), 3,14 (t, /= 6,6 ', 2H), 6,64-6,68 (m,
1H), 7,84 (s, 1H), 7,90 (d, /= 8,7 I'y, 2H), 8,05 (s, 1H), 8,33 (d, /= 8,1 I'y, 2H); XUAA-MC (m/z)
311 (M-H)".

Cranus 2: 3-(4-amuaOpeHI )-N-(IIUKIOTeKCHIIMETI ) TUPa3UH-2-aMUH

VYKazaHHOE COEOMHEHHE MOJYyYald MyTeM BOCCTAHOBJICHHUS IMPOMEXKYTOYHOTO COEIMHEHHUS,
nojiyueHHoro Ha craauu 1 (115 mr, 0,37 MMoub), ¢ mpUMEHEeHHEM TopoIKa xkene3a (62 mr, 1,10
MMOJIb) U XJ10puaa ammonus (197 mr, 3,68 MMonb) B cMecu 3TaHoa 1 Boasl (12 mu, 5:1) cormacao
croco0y, ONMMCaHHOMY Ha CTaauH 4 TIOJTy4eHUs! MPOMEKYTOYHOTO COeANMHEH U 9, monydanu 84 mr

npoaykra; 'H SIMP (300 MT'w, IMCO-ds)  0,88-0,93 (m, 3H), 1,12-1,18 (m, 3H), 1,60-1,76 (m,
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SH), 3,12 (t, J = 5,7 T, 2H), 5,42 (s, 2H), 6,02-6,06 (m, 1H), 6,64 (d, J = 8,4 T'w, 2H), 7,33 (d, J
=9,0 T, 2H), 7,69 (s, 1H), 7,82 (s, 1H); UDP-MC (m/z) 283 (M+H)",

IIpoMeEXXKyTOUHOE COEMMHEHHE 60

(8)-3-(4-amuu0-3-Pprophennn)-N-(1-(2-xnoppeHnn )3 Tin) nupa3uH-2-aMuH

E\CI

NH NH

NS F
/N

*

Craausa 1: (S)-3-xnop-N-(1-(2-xnop¢eHnn)>Tiin)nupa3ul-2-aMiuH

Q.
NH

,\L)?NrCl
VYka3aHHOe COeUHEHHEe MOTyvalu myTeM B3aumozeicTsus 2,3-guxnopnupasuna (130 mr, 0,87
MMOJIb) ¢ THAPOXJOPUAOM (5)-1-(2-xnopdenun)stanamuna (250 mr, 1,31 MMOIIb) ¢ IpUMEHEHHEM
¢bropuna uesus (530 mr, 3,48 mmonn) B JIMCO (8,0 mi1) cormacHo crnoco0y, OMUCAaHHOMY Ha
cTamuu 1 MojyueHus MPOMeXKyTOYHOro coenuHenus 51, monydanu 159 mr npoaykra; 'H SIMP
(300 MI'u, IMCO-ds) 6 1,51 (d, J=6,9 'y, 3H), 5,42-5,47 (m, 1H), 7,21-7,30 (m, 3H), 7,37-7,42
(m, 2H), 7,48-7,56 (m, 2H), 7,92 (s, 1H).

Cranus 2: (5)-3-(4-amuno-3-propdennn)-N-(1-(2-xmopdheHnn)3Tuia) mupasuH-2-aMHH

VYKazaHHOE COEOMHEHHE TOJy4Yadd IMyTeM B3aUMOIEHCTBHS MPOMEKYTOYHOTO COEIMHEHHUS,
nojgydeHHoro Ha craguu 1 (151 wmr, 0,56 MMonb), ¢ NMUHAKOJOBBIM 3(PUPOM 4-aMHUHO-3-
dropdernndoponosoii kucnotel (160 mr, 0,68 MMoib) ¢ npuMeHeHneM kapOoHata Hatpus (180
mr, 1,69 mmois) u [1,1-6uc(audennndocuno)deppoues|nuxiopnamianus (II) (46 mr, 0,06
mmons) B cMecu JIMCO u Bogsr (8,0 M, 3:1) cormacHo cnioco0y, OMMCAaHHOMY Ha cTtaguu |
MONy4YeHUs NPOMEKYTOUHOTO coefuHenus 1, monyyanu 159 mr nponykra; 'H SIMP (300 MI'L,
JIMCO-ds) 6 1,43 (d, J= 6,6 'y, 3H), 3,94 (s, 1H), 5,38-5,42 (m, 1H), 5,51 (s, 2H), 6,60 (d, J =
6,6 I', 1H), 6,83-6,91 (m, 1H), 7,19-7,25 (m, 2H), 7,36-7,41 (m, 2H), 7,46 (d, J = 5,7 I'y, 1H),
7,72-7,78 (m, 2H); UDP-MC (m/z) 343 (M+H)".

IIpoMekyToOUHOE coenuHeHue 67

(8)-3-(4-amuu0-2-prophenmn)-N-(1-(2-xnoppeHn)3THI ) mupa3uH-2-aMuH
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VkazaHHOE€  COeOMHEHWE  mojdydanu  myreM  B3aumopeiicteua  (S)-3-xmop-N-(1-(2-
XJOp(EHWN)3TUI)TUPa3uH-2-aMuHa (cTagust 1 MoNydeHus: MPOMEKYTOUYHOTO COEAMHEHHs 60)
(206 wr, 0,77 MMOJIb) ¢ MMHAKOJIOBBIM 3(pUpoM 4-aMHHO-2-PTopheHNITOOPOHOBOI KHCIOTHI (273

mr, 1,15 mmonb) ¢ mnpumeHeHnem kapOoHara Hatpus (244 wr, 2,30 mmomb) u [1,1'-

ouc(mudpenundocuno)peppoueH | nuxnoprnamiagus (II) (63 mr, 0,08 mmons) B cmecu JIMCO u
Bozbl (10 My, 3:1) cormacHo crnoco®y, ONMCAHHOMY Ha CTaauH 1 MOJIy4eHUs MPOMEKYTOYHOTO
coequnenus 1, monyuanu 149 mr npoaykra; 'H IMP (300 MI'u, JIMCO-ds) 8 1,37 (d, /= 6,9 T'ny,
3H), 5,38-5,43 (m, 1H), 5,69 (s, 2H), 6,27 (d, J = 6,6 I'y, 1H), 6,39-6,51 (m, 2H), 7,09-7,23 (m,
3H), 7,35 (d, J= 6,0 I'uy, 1H), 7,41-7,45 (m, 1H), 7,71 (s, 1H), 7,81 (s, 1H); UDOP-MC (m/z) 343

(M+H)".

IIpoMexyTouHOEe coenrHeHue 68

4-(3-(OeH3UIIOKCH ) TUPA3HH-2-1JT)aHIJTHH

EO NH->
NJ\(@

(N

Cranus 1: 2-(6ensunokcn)-3-(4-aurpodeHun)miupasuH

(PS\KON%

N

(N

VYkazaHHOE COeNMHEHHE TOIyYaId MyTeM B3aMMOACHUCTBUS 2-XJI0p-3-(4-HUTPOQ EHIT)TUpa3HHA
(crammsa 1 monmyuyenust npomekyrounoro coenuHerus 11) (109 mr, 0,46 MMoub) ¢ GEH3MIIOBBIM
crmptoM (72 Mk, 0,69 mmonb) ¢ mpumeneHneM ¢ropuaa uesus (280 mr, 1,84 mmons) 8 IMCO
(8,0 Mu1) cornacHO croco0y, OMMCAHHOMY Ha CTaAH | MONyYeHUs POMEKYTOYHOTO COSTUHEHUS
51, monmyuanu 96 mr npoaykra;, 'H IMP (300 MI'u, JIMCO-ds) & 5,52 (s, 2H), 7,36-7,40 (m, 3H),
7,45-7,49 (m, 2H), 8,31-8,35 (m, 5H), 8,44 (s, 1H); XUAJI-MC (m/z) 308 (M+H)".

Cranus 2: 4-(3-(OeH3MIIOKCH )T pa3HH-2 - 1T )aHHJTHH
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VYKazaHHOE COEOMHEHHE MOJYyYald MyTeM BOCCTAHOBJICHHUS IPOMEXKYTOYHOTO COEAMHEHHUs,
nojy4eHHoro Ha craauu 1 (89 mr, 0,29 MMoIb), ¢ MpUMEHEeHHeM Nopolka keiesa (49 wmr, 0,87
MMOJIb) U XJ10puaa aMMonus (155 mr, 2,89 Mmmonb) B cMecu 3TaHoa 1 Boasl (12 mu, 5:1) cormacuo
croco0y, ONMMCaHHOMY Ha CTauH 4 TIOJTy4EHUs IPOMEKYTOYHOTO COEAMHEH U 9, moydanu 72 mr
npoaykta; 'H SIMP (300 MI'u, IMCO-ds) § 5,46 (s, 2H), 5,53 (s, 2H), 6,58 (d, J = 8,1 T'ni, 2H),
7,36-7,41 (m, 3H), 7,43-7,48 (m, 2H), 7,85 (d, /= 8,4 I'y, 2H), 8,01 (s, 1H), 8,20 (s, 1H); XUA-
MC (m/z) 278 (M+H)".

IIpomexxyTouHOe coenquHenue 69

4-(3-(1-pennnsTOoKCH)TUPA3UH-2 -1 )aHUIIHH

,\E}(ONHZ

Cranus 1: 2-(4-autpodennn)-3-(1-penmnrokcn)nupasis

?E\KON%

NS

(N

YkazaHHOE COeMHEHHE TOIyYaIl MyTeM B3aMMOACHUCTBUS 2-XJIOP-3-(4-HUTPOQ EHIT)TUpa3HHA
(cramust 1 monydeHus: mpomexkyTouHoro coexunenust 11) (203 wmr, 0,86 mmomb) ¢ 1-
¢denmmTanonom (156 mxi, 1,29 mmorb) ¢ npumenenueM ¢propuaa uesus (392 mr, 2,58 MMoIIb) B
JMCO (10 mu) cornacHo crnocoOy, OMMCAHHOMY Ha CTaauu | TMOJNydeHUs MPOMEKYTOYHOIO
coenunenus 51, monydamu 196 mr npoaykra; 'H AMP (300 MI'u, IMCO-ds) & 1,64 (d, J = 6,3
I'u, 3H), 6,28-6,32 (m, 1H), 7,26-7,34 (m, 3H), 7,42 (d, /= 6,9 'y, 2H), 8,24 (s, 1H), 8,35 (s, SH);
XUAJ-MC (m/z) 322 (M+H)".

Cranus 2: 4-(3-(1-peHnmsTOKCH )TUpa3uH-2-1IT)aHUITHH

VYKa3aHHOE COCOMHEHHE TMOJYYaJd MyTeM BOCCTAHOBJICHUS IMPOMEXKYTOYHOTO COEIMHEHHUS,
nojy4eHHoro Ha ctaguu 1 (189 mr, 0,59 Mmonb), ¢ mpuMeHeHneM noporiuka xenes3a (99 mr, 1,76
MMOJIb) U XJ10puaa aMMoHus (315 mr, 5,88 Mmonb) B cmecu 3TaHoa 1 Boas! (10 mu, 5:1) cormacuo
croco0y, ONMMCAaHHOMY Ha CTaJNUU 4 TOJYYEHHUs MPOMEKYTOUHOTO coennHeHust 9, monyqanu 141

mr npoaykta;, 'H SIMP (300 MI'u, IMCO-ds) § 1,63 (d, J = 6,3 ', 3H), 5,67 (uup.s, 2H), 6,25
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(d, J=6,3 Ty, 1H), 6,64 (d, J= 8,7 T'w, 2H), 7,24-7,43 (m, SH), 7,92 (d, J = 8,4 T', 3H), 8,14 (s,
1H); XUAJ-MC (m/z) 292 (M+H)".

IIpomeskyTouHOe coenmHenue 70

4-(3-((2-xnop-4-pTOpOSH3MIT)OKCH ) TUPAZUH-2 -1 )aHUITHH

F

Bo
o NH,
N@

(_N
Cranus 1: 2-((2-xnop-4-propdensmn)okcn)-3-(4-HuTpod eHu)mupasuH

F

Cl
Eo NO,

N

(N
VYkazaHHOE COeMHEHHEe TOIy4ail MyTeM B3aMMOAEUCTBUS 2-XJIOP-3-(4-HUTPOQ EHIT)TUpa3HHA
(cramus 1 monydenus: mpoMmexxytouHoro coeauHenust 11) (203 mr, 0,86 mMmonb) ¢ 2-xyop-4-
¢dTopbensmnoseiM ciuptoM (152 Mk, 0,94 Mmmonb) ¢ npuMenenreM gropuna uesus (261 mr, 1,72
mMmoib) B JIMCO (10 wmi) cormacHo cmnoco0y, ONMHMCAaHHOMY Ha CTaauu | TONydeHus
TIPOMEKYTOYHOTO coeuHenus 51, monyuanu 261 mr npoaykra; 'H SAMP (300 MI'u, AMCO-ds)
8 5,56 (s, 2H), 7,25-7,29 (m, 1H), 7,53 (d, /= 9,3 I'u, 1H), 7,62-7,68 (m, 1H), 8,28-8,37 (m, SH),
8,46 (s, IH); XUAT-MC (m/z) 360 (M+H)".

Cragus 2: 4-(3-((2-xnop-4-hTopOeH3MIT)OKCH )TUPA3HH-2-HJT)AHUITUH

VYKazaHHOE COCOMHEHHE TMOJYYaJd MyTeM BOCCTAHOBJICHUS IMPOMEXKYTOYHOTO COEIMHEHHUS,
nojiyueHHoro Ha ctaguu 1 (249 mr, 0,69 MMoIb), ¢ mprMeHeHHueM nopoinka skenesa (116 mr, 2,08
MMOJIb) U XJ1opuaa aMmonus (370 mr, 6,92 MmoJb) B cMecH 3TaHosia 1 Boasl (10 mu, 5:1) cormacuo
cnoco0y, OMMCAaHHOMY Ha CTaJuU 4 TOJIYyYeHUs MPOMEKYTOYHOro coenquHeHus 9, nomay4danu 120
mr npoaykra; 'H SIMP (300 MI'u, IMCO-ds) & 5,49 (s, 2H), 5,58 (mwup.s, 2H), 6,58 (d, J = 8,1
I'u, 2H), 7,25-7,29 (m, 1H), 7,56 (d, /=8,7 'y, 1H), 7,64 (t,/=8,1 'y, 1H), 7,82 (d, /J=8,1 'y,
2H), 8,03 (s, 1H), 8,23 (s, 1H); XUAT-MC (m/z) 330 (M+H)".

IIpomexxyTouHoe coenunenue 71
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(R)-4-(3~(1-pennmaToKCH )TUpa3HH-2- 1T )aHIITUH

% r

W0
N
(N

Cranus 1: (R)-2-(4-autpodenrnn)-3-(1-peHnns TokcH)mupasuH

?wNoz

N

(N

VYKazaHHOE COeMHEHNE NOJIyYaid MyTeM B3aUMOAEHUCTBUS 2-XJI0p-3-(4-HUTPOQEHIT)TUpa3uHa
(cragust 1 momydenusi mpomexyTodHoro coenuHenuss 11) (203 wmr, 0,86 mmonb) ¢ (R)-1-
dernmaTanonom (109 Mk, 0,95 Mmonb) ¢ npumenenneM gropuna uesus (326 mr, 2,15 MMoJIb) B
JAMCO (8,0 mu1) cornacHo crnoco0y, OMMCAHHOMY Ha CTaAuM | MOJYYeHHs MPOMEKYTOUHOTO
coenunenus 51, monyuanu 211 mr nponykra; 'H AMP (300 MI', JIMCO-ds) & 1,64 (d, J = 6,3
I'u, 3H), 6,29 (d, J= 6,3 I'u, 1H), 7,23-7,36 (m, 3H), 7,42 (d, J = 6,9 T'y, 2H), 8,24 (s, 1H), 8,35
(s, SH).

Cramus 2: (R)-4-(3-(1-peHuI3TOKCH ) Tpa3HH-2-1J1 )aHUTHH

VYKazaHHOE COEOMHEHHE TMOJyYald MyTeM BOCCTAHOBJICHUS IMPOMEXKYTOYHOTO COEIMHEHHUS,
nojiyueHHoro Ha ctaguu 1 (204 mr, 0,70 MMouib), ¢ mpuMeHeHHeM moporiika kejesa (118 mr, 2,10
MMOJIb) U XJI0puaa aMMonus (374 mr, 70,0 MMoJIb) B cMecH 3Tanosia 1 Boael (10 mu, 5:1) cornmacuo
crocoly, OMMCAHHOMY Ha CTaauH 4 TOJMy4YeHHs MMPOMEKYTOUYHOTO COeqUuHEHHs 9, monydanu 142
mr npoaykta;, 'H SIMP (300 MTI'u, IMCO-ds) § 1,64 (d, J= 6,3 ', 3H), 5,56 (up.s, 2H), 6,25
(d,J=6,9Tu, 1H), 6,63 (d, J= 8,4 'y, 2H), 7,24-7,44 (m, SH), 7,89-7,93 (m, 3H), 8,14 (s, 1H),
XUAI-MC (m/z) 292 (M+H)".

IIpoMekyTOUHOE coenuHeHue 72

(8)-4-(3-(1-pernnmaTOKCH )TN PA3HH-2 - 1T )aHHITHH

o NHz
N@
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Cranus 1: (5)-2-(4-aurpodennn)-3-(1-pernnsTokcn)mupasux

© -

N
(_N

VYKazaHHOE COeNMHEHHE MOIyYaid MyTeM B3aMMOACHUCTBUS 2-XJI0p-3-(4-HUTPOQEHIT)TUpa3HHa
(cramusa 1 monydeHust mpomexkyTodHoro coeamueHust 11) (203 wmr, 0,86 mmonp) ¢ (5)-1-
¢denmmTanonom (114 mxi, 0,91 Mmmorb) ¢ npumenenueM ¢propuaa nesus (325 mr, 2,15 mmors) B
JIMCO (8,0 mi) cormacaHo cniocoOy, OMUCAHHOMY Ha CTaaud | MONYYEeHHs MPOMEKYTOUYHOTO
coemunenus 51, monyuanu 130 mr npoaykra; 'H IMP (300 MI'u, JIMCO-ds) & 1,66 (d, J = 6,3
I'u, 3H), 6,29-6,33 (m, 1H), 7,28 (d, /=6,9Tw, 1H), 7,35 (t, /=691, 2H), 7,44 (d, /J=7,2T1,
2H), 8,26 (s, 1H), 8,37 (s, SH); XUAI-MC (m/z) 322 (M+H)".

Cranus 2: (5)-4-(3-(1-peHnn>ToKCH )Tupa3uH-2-11 )aHITHH

VYka3aHHOE COEIUHEHHE IMOJIyYadd IyTeM BOCCTAHOBJIEHUS NPOMEKYTOYHOIO COEAMHEHHH,
nojy4eHHoro Ha ctaguu 1 (120 mr, 0,41 MMoIb), ¢ MPUMEHEHHEeM MopoIKa xejes3a (69 mr, 1,23
MMOJIb) U XJ10puaa ammonust (220 mr, 4,11 MMoib) B cMecu 3TaHosa u Boasl (10 mu, 5:1) cornacuo
cnoco0y, ONMMCAHHOMY Ha CTaauH 4 TOJTy4YeHUs MPOMEKYTOYHOTO COeAMHEH U 9, mosyyanu 87 mr
npoxaykra;, 'H AMP (300 MI'u, IMCO-ds) 6 1,63 (d, J = 6,3 ', 3H), 5,56 (s, 2H), 6,23-6,27 (m,
1H), 6,63 (d, J=9,0 T'u, 2H), 7,26 (d, J=6,9 T'u, 1H), 7,34 (t, /=72 Tu, 2H), 742 (d, J=17,2
I'u, 2H), 7,89-7,93 (m, 3H), 8,14 (s, 1H); XUAI-MC (m/z) 292 (M+H)".

IIpoMekyTOUHOE coenuHeHue 73

4-(3-(1-(2-uknonponuIp eI )3TOKCH )ITUPA3UH-2 -1 )aHUJTHH

v ;0 NH;
NJ\/@
N

L

Cranus 1: 2-(1-(2-uuknonponuindeHnn)3TokcH )-3-(4-HuTpod eHuIT) ipa3uH

118



10

15

20

25

VYKazaHHOE COeMHEHHE MOIyYaId MyTeM B3aMMOACHCTBUS 2-XJIOp-3-(4-HUTPOQ EHIT)TUpa3HHA
(crammst 1 momydeHus: mpoMmexxyTouHoro coemuHenuss 11) (400 mr, 1,69 mmomp) ¢ 1-(2-
ktonponuiaderna)sTanosnom (275 mr, 1,69 Mmmons) ¢ npumeneHneM ¢gropuna uesus (770 wr,
5,07 mmonp) B JIMCO (15 mi) cormacHo cmocoOy, OMMCAaHHOMY Ha CTaguH 1 TMOiydeHus
MPOMEKYTOYHOTO coeHenus 51, monyyanu 260 mr npoaykra; 'H AMP (300 MI'u, IMCO-ds)
6 0,59-0,63 (m, 1H), 0,73-0,77 (m, 1H), 0,89-0,94 (m, 2H), 1,67 (d, J= 6,3 'y, 3H), 2,09-2,13 (m,
1H), 6,76-6,81 (m, 1H), 7,00-7,03 (m, 1H), 7,11-7,15 (m, 2H), 7,31-7,35 (m, 1H), 8,22 (s, 1H),
8,33-8,37 (m, 5H); XUAJI-MC (m/z) 362 (M+H)".

Craaus 2: 4-(3-(1-(2-uuknonponundeHu)3TOKCH ) TUPa3HH-2- 1T )aHUITHH

VYka3aHHOE COENUHEHHE IOJydajJu IyTeM BOCCTAHOBJIEHUS IPOMEKYTOYHOIO COEAMHEHUH,
nojryueHHoro Ha craauu 1 (200 mr, 0,55 MMouib), ¢ mpuMeHeHHeM nopoika xkenesa (92 mr, 1,65
MMOJIb) U XJIOpUAa aMMOHHUs (296 mr, 5,53 MMoJIb) B cMecH 3TaHosa 1 Boab! (18 mu, 5:1) cornacuo
croco0y, OMMCAHHOMY Ha CTaJuHU 4 TOJyYeHUs! MPOMEKYTOUYHOrO coenuHeHust 9, moay4danu 140
mr nponykra; 'H AMP (300 MI'u, IMCO-ds) § 0,60-0,64 (m, 1H), 0,74-0,78 (m, 1H), 0,90-0,95
(m, 2H), 1,64 (d, /= 6,3 'y, 3H), 2,11-2,15 (m, 1H), 5,55 (s, 2H), 6,64 (d, J=8,7 I'u, 2H), 6,72-
6,76 (m, 1H), 7,01-7,05 (m, 1H), 7,11-7,17 (m, 2H), 7,34-7,38 (m, 1H), 7,89-7,96 (m, 3H), 8,12
(s, IH); XMAA-MC (m/z) 332 (M+H)".

TIpomMexxyTouHOe coenuuenue 74

4-(3-(1-heHUAMKIOTPOTIOKCH ) TUPA3HH-2 -1 )aHHJTUH

go NHz
N@

(N

Cranus 1: 2-(4-aurpodennn)-3-(1-¢h eHUITLHUKIONPONOKCH ) THPa3uH

go NO,
N)v@

(N

VYkazaHHOE COeMHEHHE TOIyYaId MyTeM B3aMMOACHUCTBUS 2-XJIOP-3-(4-HUTPOQ EHIT)TUpa3HHA
(crammss 1 monydeHus: mpomexyrouHoro coexmnenust 11) (151 wmr, 0,64 mmomb) ¢ 1-
denmnukonponanonoM (129 mr, 0,96 mmons) ¢ npumeHeHneM ¢ropuna uesus (389 mr, 2,56

mmoib) B JIMCO (10 mi) cormacHo cmnocoQy, ONMHMCAHHOMY Ha CTaaud | TONy4eHus
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TMIPOMEKYTOYHOTO coeuHenus 51, nomyuanu 76 mr npoaykra;, 'H AMP (300 MI'u, JIMCO-ds) &
1,39-1,43 (m, 2H), 1,49-1,53 (m, 2H), 7,20-7,28 (m, SH), 8,21 (s, 1H), 8,30-8,41 (m, SH).

Cranus 2: 4-(3-(1-peHnIuUKIONPOIOKCH ) TUPA3UH-2 -1 ) aHUIHH

VYKazaHHOE COEOMHEHHE IMOJy4YaJd IyTEM BOCCTAHOBJIEHHUS IPOMEXKYTOYHOTO COEAUHEHHUS,
nojy4eHHoro Ha craguu 1 (72 mr, 0,22 MMOJIb), ¢ MPUMEHEHHEM Topolka kejes3a (36 mr, 0,64
MMOJIb) U XJ10puaa ammonus (116 mr, 2,16 Mmonb) B cmecu 3TaHoa 1 Boas! (10 mu, 5:1) cormacuo
crnoco0y, ONMMCaHHOMY Ha CTauH 4 TOJTy4eHUs IPOMEKYTOYHOTO COeAMHEHU 9, momyyanu 65 mr
npoaykra. IIpogykT ucmonp3oBaiu B TakOM BUIE Ha CleAyrolield craauu 0e3 ompeaeneHus

XapaKTEPUCTHK.

IIpomexxyTouHOe coequHeHue 75

(R)-4-(3-(1-(2-xn0pdeHnIT)3TOKCH ) TUPA3HH-2 - 1T )aHHJTHH

m/EE?
KU NH,
N

(_N

Cranus 1: (R)-2-(1-(2-xnopdeHn)3TokcH)-3-(4-HUTpOQ HILT ) TUPa3UH

Cl
\“Eo NO,

N

(N
VYKazaHHOE COeNMHEHHE MOJIyYaIl MyTeM B3aMMOACHUCTBUS 2-XJIOP-3-(4-HUTPOQ EHIT)TUpa3HHA
(cramms 1 momyueHust mpomexkytouHoro coenuuenust 11) (300 mr, 1,27 mmons) ¢ (R)-1-(2-
xyop¢enmn)atanonom (209 mr, 1,33 mmoinp) ¢ npumeneHueMm ¢gropuna uesus (580 mr, 3,82
mMmoib) B JIMCO (10 mu) cormacHo cmocoQy, ONMMCAHHOMY Ha CTaaud | TONydeHus
MPOMEKYTOYHOTO coeHenus 51, nonyuanu 374 mr npoaykra; 'H SAMP (300 MI'u, IMCO-ds)
d 1,66 (d, J= 6,3 I'u, 3H), 6,50-6,54 (m, 1H), 7,29-7,36 (m, 3H), 7,44-7,49 (m, 2H), 8,25 (s, 1H),
8,38 (s, 4H).

Cranus 2: (R)-4-(3-(1-(2-xnopdeHnn )3 TOKCH ) TIpa3uH-2- 11 )aHUINH

Yka3aHHOe COENMHEHHE TMOJyYajd MyTeM BOCCTAHOBJIEHUS MPOMEKYTOYHOTO COEIMHEHUS,
nojiyueHHoro Ha ctaguu 1 (366 mr, 1,03 MMoIb), ¢ mprMeHeHneM nopoinka skenesa (172 mr, 3,08

MMOJIb) U xJjopuaa ammonus (550 mr, 10,28 mmone) B cmecu 3TaHona ¥ Boasl (25 mu, 5:1)
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COMTaCHO C€Mmoco0y, OMMCAHHOMY Ha CTaguu 4 TOJNY4YeHUs MPOMEKYTOYHOTO COEMUHEHUs 9,
nonydanu 230 mr npoaykra; 'H IMP (300 MI'y, JIMCO-ds) 8 1,64 (d, J = 6,3 I'u, 3H), 5,58 (s,
2H), 6,45-6,50 (m, 1H), 6,64 (d, /= 8,7 I'y, 2H), 7,29-7,32 (m, 2H), 7,43-7,47 (m, 2H), 7,90-7,95
(m, 3H), 8,15 (s, 1H).

IIpoMeXkyTOUHOE cOeNMHEHHE 76

(8)-4-(3-(1-(2-xnopheHmIN )3 TOKCH ) TUPA3HH-2- 1T JaHUIIUH

Cl
o NHz
NJ\(@

(_N

Crangus 1: (5)-2-(1-(2-xnopdenun)sTokcu)-3-(4-HUTpod eHIT) TUpa3HH

e
W e} NOZ
N

(N

Yka3aHHOe COeIUMHEHHE TONyYalu MyTeM B3aUMOAEHCTBYS 2-XJ10p-3-(4-HUTpOodeHm)mrpasHa
(cramus 1 mosaydeHus: npomeskyroynoro coeawHenusi 11) (300 mr, 1,27 mmonb) ¢ (S)-1-(2-
xynoppenmn)atanonom (209 mr, 1,33 mmone) ¢ npumenenuem ¢gropuna uesus (580 mr, 3,82
mmonie) B JIMCO (10 wmi) corjmacHo cmocoOy, ONMUCAHHOMY Ha CTagud | Toay4YeHus
MPOMEKYTOYHOTO coeuHenus 51, monyuanu 398 mr npoxaykra; 'H SAMP (300 MI'u, AMCO-ds)
81,66 (d, J=6,3 T'y, 3H), 6,50-6,54 (m, 1H), 7,30-7,34 (m, 2H), 7,43-7,47 (m, 2H), 8,25 (s, 1H),
8,38 (s, SH).

Cragus 2: (5)-4-(3-(1-(2-xnop¢heHnT)3TOKCH ) TUPa3UH-2-1J1 )aHUJTHH

VYKa3aHHOE COEOMHEHHE TMOJYYaJd MyTeM BOCCTAHOBJICHUS IMPOMEXKYTOYHOTO COEIUHEHHUS,
nojiyueHHoro Ha ctaguu 1 (392 mr, 1,10 MMoub), ¢ mpuMeHeHHeM noporika kejesa (185 mr, 3,30
MMOJIb) U xJjopuna ammonus (589 mr, 11,01 mmone) B cmecu 3tanona u Boasl (10 mu, 5:1)
COTJIAaCHO Croco0y, OMMCAaHHOMY Ha CTaaAuU 4 TIOJIYYEHHUS MPOMEKYTOYHOTO COETUHEHHs O,
nony4danu 246 mr npoaykra; 'H AMP (300 MI', JIMCO-ds) 8 1,64 (d, J = 6,3 I'u, 3H), 5,57 (s,
2H), 6,44-6,48 (m, 1H), 6,64 (d, /= 8,4 I'y, 2H), 7,28-7,32 (m, 2H), 7,42-7,46 (m, 2H), 7,89-7,95
(m, 3H), 8,14 (s, 1H).

IIpomMeskyTouHOE coenuHenue 77
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4-(3-(2-xn0ophenokcu)nupasuH-2-mi)aHuIHH
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Cranus 1: 2-(2-xnopdenokcn)-3-(4-Hurpod eHniT)mupasuH

@[Cl
9\(©/N02
N
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VYKazaHHOE COeMHEHNE NOJIyYaid MyTeM B3aMMOAEHUCTBUS 2-XJI0p-3-(4-HUTPOQEHIT)THpa3uHa
(cramus 1 mony4enHus npoMexxyroaHoro coenurenus 11) (200 mr, 0,85 mmonb) ¢ 2-x10pdeHoaoM
(131 wmr, 1,02 mmodb) ¢ mpuMeneHneM kapOoHara nesus (415 mr, 1,27 mmons) B IMCO (5,0 mn)
COIJIACHO CHOCco0y, OMHUCAaHHOMY Ha CTaguM | MOJYYEeHHUs MPOMEKYTOYHOrO COeOUHEHHs 51,
nonyuanu 151 mr npoxykra; 'H IMP (300 MI'u, IMCO-ds) § 7,34-7,40 (m, 1H), 7,45-7,52 (m,
2H), 7,63 (d, J=7,2 T, 1H), 8,26 (s, 1H), 8,41 (s, 4H), 8,60 (s, 1H).

Cranus 2: 4-(3-(2-xn0opheHoKCH ) Tupa3uH-2 -1l )aHUIIHH

VYKazaHHOE COEOMHEHHE TMOJyYald MyTeM BOCCTAHOBJICHUS MPOMEXKYTOYHOTO COEIMHEHHUS,
nosy4eHHoro Ha ctanuu 1 (151 mr, 0,46 MMoOJIB), ¢ TpUMEHEeHHEM nopouka kenesa (129 mr, 2,30
MMOJIb) U XJIOpUAa aMMOoHuUs (247 wmr, 4,61 MMoJIb) B cMecH 3TaHouia 1 BonbI (18 mui, 5:1) cornmacuo
croco0y, OMMCAHHOMY Ha CTauH 4 TIOJTy4eHUs MPOMEKYTOYHOTO COeAMHEH U 9, moydanu 89 mr
npoxykta; 'H AMP (300 MI'u, IMCO-ds) § 5,62 (s, 2H), 6,66 (d, J = 8,1 ', 2H), 7,29-7,33 (m,
1H), 7,39-7,43 (m, 2H), 7,61 (d, J = 8,1 I'u, 1H), 7,90-7,97 (m, 3H), 8,35 (s, 1H); XUAI-MC
(m/z) 298 (M+H)".

IIpoMekyToOuHOE coenuHeHune 78

(R)-4-(3-(1-(2-xn0p-4-MeTHi( €HIIT )3 TOKCH ) TUPA3UH-2 - 1T )aHUIIHH

Cl

RIS NH;
N

(N

Cranus 1: (R)-2-(1-(2-xnop-4-meTmndeHnn)3Tokcn)-3-(4-aurpod eHun) nupasuH
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VYKazaHHOE COeNMHEHHE MOIyYaid MyTeM B3aMMOACHCTBUS 2-XJI0p-3-(4-HUTPOQ EHIT)TUpa3HHA
(cramusa 1 monydenus: npomeskyrounoro coequHerus 11) (203 mr, 0,86 mmonb) ¢ (R)-1-(2-xi0p-
4-metundenun)stasonom (147 mr, 0,86 mmonb) ¢ mpumeHeHneM ¢ropuna uesus (392 mr, 2,58
mmoinb) B JAIMCO (8,0 mi) cormacHo croco0y, OMMCAaHHOMY Ha CTaguu 1 moOJdy4deHus
MPOMEKYTOYHOTO coeuHenus 51, monyyanu 161 mr npoaykra; 'H AMP (300 MI'u, IMCO-ds)
§ 1,64 (d,J=6,3 T, 3H), 2,26 (s, 3H), 6,46-6,50 (m, 1H), 7,12-7,16 (m, 1H), 7,28-7,34 (m, 2H),
8,24 (s, 1H), 8,37 (s, 5H); XUAJ-MC (m/z) 370 (M+H)".

Cranus 2: (R)-4-(3-(1-(2-xnop-4-MeTunheHu )3 TOKCH ) TUPA3HH-2- 1T )aHHITHH

VYka3aHHOE COEIUHEHHE IMOJIydajJd IyTeM BOCCTAHOBJIEHUS INPOMEKYTOYHOIO COEAMHEHUH,
nojry4eHHoro Ha ctaguu 1 (188 mr, 0,51 MMoib), ¢ mpuMeHeHneM mopoinka xejnesa (85 mr, 1,52
MMOJIb) 1 XJIOpua aMMoHus (272 mr, 5,08 MMoub) B cMecH 3TaHoa 1 BoabI (12 mu, 5:1) cornmacHo
cnoco0y, OMMCAHHOMY Ha CTaJuU 4 MOJyYeHUs! MPOMEKYTOUYHOrO coenuHeHust 9, noay4danu 140
mr npoaykra; 'H AMP (300 MI'u, IMCO-ds) 6 1,61 (d, J= 6,3 'y, 3H), 2,25 (s, 3H), 5,55 (s, 2H),
6,41-6,45 (m, 1H), 6,63 (d, J=6,9 Ty, 2H), 7,12 (d, J=8,4 I'y, 1H), 7,26-7,34 (m, 2H), 7,87-7,91
(m, 3H), 8,13 (s, 1H); XUAJI-MC (m/z) 340 (M+H)".

TIpomexxyTouHoe coenuuenue 79

4-(3-((3,5-numMeTnIM30KCca30I-4-11)METOKCH ) TUPA3U H-2-HJT)aHUJIUH

N-O
/kf\

o NH,
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Cragus 1: 3,5-mumernn-4-(((3-(4-aurpod eHnn) mupa3uH-2-11)OKCH)METHIT ) U30KCA30JT
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VYKazaHHOE COeMHEHHE MOIyYaId MyTeM B3aMMOACHCTBUS 2-XJIOp-3-(4-HUTPOQ EHIT)TUpa3HHA
(crammst 1 monydenusi mpomexkyrtouHoro coenuHenwss 11) (112 wmr, 0,48 mmoms) ¢ (3,5-
IMMETHIN30Kca3on-4-mn)meranosnoM (61 mr, 0,48 mmons) ¢ npumeHeHuem ¢ropuna uesus (216
mr, 1,43 mmoun) B JIMCO (8,0 mi1) cormacHo criocody, OMMCAHHOMY Ha CTaguu | MOMy4YeHus
MIPOMEKYTOYHOTO coemuHenus 51, monyyanu 109 mr npoaykra; 'H AMP (300 MI'u, IMCO-ds)
52,22 (s, 3H), 2,45 (s, 3H), 5,33 (s, 2H), 8,22 (d, /= 8,7 'y, 2H), 8,32-8,38 (m, 3H), 8,43 (s, 1H).

Craaus 2: 4-(3-((3,5-nuMeTUIN30KCa301-4-1JT)METOKCH ) TUPA3UH-2-1JT)aHUIINH

VYKa3aHHOE COEOMHEHHE IMOJy4ald IyTeM BOCCTAHOBJIEHHS IPOMEXKYTOYHOTO COEAUHEHHUs,
nojy4eHHoro Ha ctaguu 1 (102 mr, 0,31 Mmonb), ¢ mpuMeHeHneM nopoiuka xenesa (52 mr, 0,94
MMOJIb) U XJ10puaa aMMmonus (167 mr, 3,13 MMonb) B cMecu 3TaHoa 1 Boas! (12 mu, 5:1) cornacHo
croco0y, ONMMCaHHOMY Ha CTauH 4 TOJTy4eHUs IPOMEKYTOYHOTO COEAMHEH U 9, mosyyanu 56 mr
npoaykta; 'H SIMP (300 MI'u, JIMCO-ds) & 2,23 (s, 3H), 2,43 (s, 3H), 5,27 (s, 2H), 5,53 (s, 2H),
6,57 (d, J=8,1Tu, 2H), 7,79 (d, /= 8,7 ', 2H), 8,03 (s, 1H), 8,21 (s, 1H).

IIpomesxyTouHoe coenmuenue 80

4-(3-(2-(3,5-mMMeTUII30KCa301-4-1J1)3TOKCH ) TUPAa3UH-2-HJT)AHUJTHH
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Cranus 1: 3,5-mumernn-4-(2-((3-(4-aurpodeHnn) mupasuH-2-mi)OKCH)3TUIT ) U30KCA30JT
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VYkazaHHOE COeNMHEHHE MOIYyYaId MyTeM B3aMMOACHUCTBUS 2-XJIOP-3-(4-HUTPOQ EHIT)TUpa3HHA
(crammss 1 monmyuyenuss mpomexyTtouHoro coenwHenust 11) (203 wmr, 0,86 mmonb) ¢ 2-(3,5-
IMMETHIN30Kca3on-4-mi)staHonoM (121 mr, 0,86 Mmoinb) ¢ npumenenneM ¢ropuna uesus (392
mr, 2,58 mmonp) B IMCO (8,0 mu) cormacHo cnocoQy, OMMCAaHHOMY Ha CTaaud | MOJIydeHus
MPOMEKYTOYHOTO coeuHenus 51, nonyuanu 149 mr npoaykra; 'H SAMP (300 MI'u, IMCO-ds)
52,10 (s, 3H), 2,19 (s, 3H), 2,84 (t, J= 6,6 ', 2H), 4,51 (t, J= 6,6 'y, 2H), 8,18 (d, /=8,7 I'y,
2H), 8,28-8,33 (m, 3H), 8,40 (s, 1H).
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Cranus 2: 4-(3-(2-(3,5-auMeTHIN30KCa301-4-1I1)3TOKCH ) TUPA3HH-2 - W) aHUITUH

VYKa3aHHOE COEOMHEHHE MOJYyYald IyTEM BOCCTAHOBJIECHHUS IPOMEXKYTOYHOTO COEAUHEHHUS,
nojiyueHHoro Ha craguu 1 (141 mr, 0,41 MMoub), ¢ mpuMeHeHHeM mopoika xkenesa (70 mr, 1,24
MMOJIb) U XJ10puaa aMMonus (221 mr, 4,14 Mmmonb) B cMecu 3TaHoa 1 Boasl (12 mu, 5:1) cormacuo
criocoly, OMMCAHHOMY Ha CTaauu 4 MOJy4YeHHs MIPOMEKYTOYHOTO coequHeHus 9, momyvanu 121
mr npoaykta; 'H SIMP (300 MI'u, IMCO-ds) 8 2,14 (s, 3H), 2,24 (s, 3H), 2,83 (t, /= 6,6 'y, 2H),
4,45 (t, J=6,6 'y, 2H), 5,53 (s, 2H), 6,58 (d, /= 8,1 I'u, 2H), 7,71 (d, J = 8,4 I'u, 2H), 7,97 (s,
1H), 8,16 (s, 1H); UOP-MC (m/z) 311 (M+H)".

IIpomexkyTouHoe coequHeHue 81

4-(3-((2-x10pOEH3MIT)OKCH )TUPA3HH-2-1JT)aHUIINH
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Cranus 1: 2-((2-xnopben3un)okcn )-3-(4-Hurpod eHun ) mupasuH
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VYKazaHHOE COeNMHEHHE TOJIyYaId MyTeM B3aMMOACUCTBUS 2-XJIOP-3-(4-HUTPOQ EHIT)TUpa3HHA
(crammst 1 monydeHus: MpoMexyTouHoro coexunenust 11) (203 wmr, 0,86 mmomb) ¢ 2-
xjopben3mioBeM criuptoM (123 wmr, 0,86 Mmonb) ¢ npumeHerneM ¢ropuna esus (392 mr, 2,58
mMmoib) B JAIMCO (8,0 mi) cormacHo croco0y, OMMCAaHHOMY Ha CTaguu 1 TOJdy4eHus

MPOMEKYTOYHOTO coeuHenus 51, monyuanu 110 mr npoaykra; 'H SAMP (300 MI'u, IMCO-ds)
8 5,59 (s, 2H), 7,38-7,42 (m, 2H), 7,49-7,53 (m, 2H), 8,28-8,32 (m, SH), 8,46 (s, 1H).

Cranus 2: 4-(3-((2-xnopOeH3UIT)OKCH) TUPA3HH-2-1JT)aHUITHH

VYKazaHHOE COEOMHEHHE MOJYYald MyTeM BOCCTAHOBJICHHUS IMPOMEXKYTOYHOTO COEIMHEHHUS,
nosy4deHHoro Ha ctaguu 1 (101 mr, 0,29 MMonb), ¢ mpuMeHeHHeM roporuka xejnesa (49 mr, 0,88
MMOJIb) U XJ10puaa aMMonus (158 mr, 2,95 Mmonb) B cmecu 3TaHoa u Boasl (12 mu, 5:1) cormacuo
croco0y, ONMMCaHHOMY Ha CTaauH 4 TIOJTyYeHUs MPOMEKYTOYHOTO COEAMHEH U 9, moyyanu 78 mr

npoaykra; "H SIMP (300 MT'y, IMCO-ds) § 5,52 (s, 4H), 6,58 (d, J = 7,8 Ty, 2H), 7,37-7,41 (m,
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2H), 7,53-7,57 (m, 2H), 7,83 (d, J = 8,4 ', 2H), 8,02 (s, 1H), 8,22 (s, 1H); UDP-MC (m/z) 312
(M+H)".

IIpoMeXkyTOUHOE cOeNMHEHHE 82

4-(3-(2-(4-MeTunTHa305-5-1i)3TOKCH)TUPa3UH-2-UJT )aHUIINH

N
¢\
&
o NH,
20
(_N

Cragus 1: 5-(2-((3-xnopriupasuH-2-11)OKCH )3T )-4-METUITHA30JT

cl
NJ\(O ~ N
(_N S

VYka3aHHOe COeUHEHHE MOTyvalu MyTeM B3aumozaeicTsus 2,3-guxnopnupasuHa (200 mr, 1,34
MMOJIb) ¢ 2-(4-mMeTrntrazon-S-un)staHonom (230 mr, 1,61 mMmosb) ¢ npumeHeHuem (ropuaa
uesus (612 mr, 4,01 mmons) B IMCO (10 mut) coriacHo cnoco0y, OMMCAaHHOMY Ha craaud 1
TONy4YeHHs TIPOMEKYTOYHOTO coefuHenus 51, momyuanu 326 mr npoaykta;, 'H SIMP (300 MI'L,
CDCIs3) 6 2,46 (s, 3H), 3,31 (t, J=6,3 T'u, 2H), 4,55 (t, /= 6,3 T'u, 2H), 7,93-8,01 (m, 2H), 8,63
(s, 1H).

Cranus 2: 4-metun-5-(2-((3-(4-autpod eHu)mupasuH-2- 1) OKCH )3THIT ) THA30JT

¢
S
o NO,
N
(_N
VYKazaHHOE COCOMHEHHE TOJNyYadd IMyTeM B3aUMOIEHCTBHS MPOMEKYTOYHOTO COEIMHEHHUs,
nojgydeHHoro Ha craaud 1 (160 wmr, 0,63 MMonb), C TMHAKOJOBBIM 3(upom 4-
HUTPOheHMIO0opoHOBOH KUCIOTHI (187 Mr, 0,75 MMonb) ¢ mpuMeHeHneM kapOoHarta kamus (259
mr, 1,88 mmone) u komruiekca [1,1'-6uc(mudenmndochuno)deppoueH|nuxnopnamianus (1) ¢
nuxjopmeraHoM (26 mr, 0,03 mmonp) B cmecu IMCO u Bons! (12 mn, 3:1) mpu KT cornacao
cnoco0y, OMUCaHHOMY Ha CTaauH | OJy4eHus MPOMEKYTOYHOTO COeANHEHUs 1, moydanu 96 mr
npoaykra; 'H AMP (300 MI'uy, IMCO-ds) § 2,27 (s, 3H), 3,32 (t, J = 6,3 T'y, 2H), 4,61 (t,J = 6,3
I'n, 2H), 8,16 (d, J = 8,7 I'y, 2H), 8,26-8,33 (m, 3H), 8,41 (s, 1H), 8,83 (s, 1H); UDP-MC (m/z)
343 (M+H)".
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Cranus 3: 4-(3-(2-(4-MeTHnTHA30I-5-1T)3TOKCH) TUPA3UH-2-1JT ) aHUIINH

VYKa3aHHOE COEOMHEHHE MOJYyYald IyTEM BOCCTAHOBJIECHHUS IPOMEXKYTOYHOTO COEAUHEHHUS,
nojiyueHHoro Ha ctaauu 2 (90 mr, 0,26 MMOITb), ¢ MpUMEHEHUEM MopoIka xenesa (73 mr, 1,31
MMOJIb) U XJ10puaa amMmonus (141 mr, 2,63 MMonb) B cMecu 3TaHoa 1 Boasl (18 mu, 5:1) cormacuo
croco0y, ONMMCaHHOMY Ha CTauH 4 TOJTy4EHUs IPOMEKYTOYHOTO COEAMHEH U 9, moydanu 56 mr
npoaykta; 'H SIMP (300 MI'u, JIMCO-ds) § 2,32 (s, 3H), 3,31 (t, /= 6,3 ', 2H), 4,54 (t, J= 6,3
I'u, 2H), 5,53 (s, 2H), 6,56 (d, J=8,7I'y, 2H), 7,73 (d, /= 9,0 I'y, 2H), 7,98 (s, 1H), 8,18 (s, 1H),
8,84 (s, IH); UDP-MC (m/z) 313 (M+H)".

IIpomexxyTouHoe coenuHenue 83

4-(3-(UMKJIOTeKCUIIMETOKCH )TUPa3UH-2-UJT)aHUJINH

Eo NH,
N@

(N

Cranus 1: 2-(UMKIOTeKCUIIMETOKCH )-3~(4-HUTpodeHIIT ) Tpa3uH

2 o

N

(_N

VYKazaHHOE COeNMHEHHE TOJIyYaId MyTeM B3aMMOACUCTBUS 2-XJIOP-3-(4-HUTPOQ EHIT)TUpa3HHA
(crammss 1 monmyuyeHuWst mnpoMexyTodHoro coenuHenwss 11) (203 wmr, 0,86 mwmomb) ¢
LKJIorekcunMeranosoM (99 mr, 0,86 mmoinb) ¢ npumenenuem ¢ropuaa nesus (392 wr, 2,58
mMmoib) B JAMCO (8,0 mi) cormacHO crmoco0y, OMMCAaHHOMY Ha CTagud |1 TOJy4eHus
MPOMEKYTOYHOTO coenrHenus 51, monyuamu 141 mr npoaykra; 'H AMP (300 MI'u, IMCO-ds)
6 1,03-1,28 (m, SH), 1,68-1,81 (m, 6H), 4,24 (d, J=5,7 I'u, 2H), 8,25-8,32 (m, 2H), 8,33-8,41 (m,
4H).

Cranus 2: 4-(3-(UMKIOTeKCHIMETOKCH ) TUPA3HH-2 -1 ) aHHJIHH

VYka3aHHOe COENMHEHHE TMOJNydYajd MyTeM BOCCTAHOBJIEHUS MPOMEKYTOYHOTO COEIMHEHUS,
nojiyueHHoro Ha craauu 1 (132 mr, 0,42 MMoIIb), ¢ MpUMEHEHHeM Topoika xkene3a (70 mr, 1,26
MMOJIb) U XJIOpuAa aMMoHus (225 mr, 4,21 MMonb) B cMecu 3TaHoa 1 Boasl (10 mu, 5:1) cormacuo

croco0y, ONMMCAaHHOMY Ha CTaJuu 4 MOJyYeHUs] MPOMEKYTOYHOro coenuHeHus 9, nomydamu 103
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wmr nponykta;, 'H SIMP (300 MI'w, AMCO-ds) 8 1,00-1,24 (m, 5H), 1,68-1,81 (m, 5H), 3,15-3,21
(m, 1H), 4,16 (d, J= 3,9 T'w, 2H), 5,51 (s, 2H), 6,61 (d, J = 8,7 T'y, 2H), 7,83 (d, J = 7,2 Ty, 2H),
7,96 (s, 1H), 8,15 (s, 1H); UDP-MC (m/z) 282 (M-H)"

IIpoMekyToOuHOE coenHeHne 84

4-(3-(3-(ben3mOKCH )a3eTUANH- | -1T ) TUpa3uH-2-1i)aHUIINH

Ne

o)

Q NH,
LT
N

&

Cranus 1: 2-(3-(OeH3unokcu)azetuans- 1 -mn)-3-(4-HuTpod eHu ) U pasuH

N

(0]

N

(_N

VYKazaHHOE COeNMHEHHE TOIyYaIl MyTeM B3aMMOACUCTBUS 2-XJIOP-3-(4-HUTPOQ EHIT)TUpa3HHA
(ctapus 1 monyuyenust mpomeskyTouHoro coenunenus 11) (162 mr, 0,69 MMOJIb) C THAPOXJIOPUAOM
3-(6ensunokcn)azeruanna (151 mr, 0,76 mmonb) ¢ npumenenueM ¢propuna uesus (418 mr, 2,75
mMmoib) B JAMCO (8,0 mi) cormacHo croco0y, OMMCAHHOMY Ha CTaguu | TOJdy4YeHus
MPOMEKYTOYHOTO coeuHenus 51, monyuanu 217 mr npoaykra; 'H SAMP (300 MI'u, IMCO-ds)
d 3,52-3,59 (m, 2H), 3,84-3,92 (m, 2H), 4,33-4,39 (m, 3H), 7,27-7,31 (m, SH), 7,83 (d, /= 8,1 I'L,
2H), 8,13 (s, 1H), 8,21 (s, 1H), 8,31 (d, J = 8,4 ', 2H); UDP-MC (m/z) 363 (M+H)".

Cramus 2: 4-(3-(3-(6eH3mnokcu)a3eTuANH- | -1 ) Tipa3suH-2- 11 )aHUJTHH

VYKazaHHOE COCOMHEHHE TMOJYYaJd MyTeM BOCCTAHOBJICHHUS IPOMEXKYTOYHOTO COEIMHEHHUS,
nojiyueHHoro Ha craguu 1 (209 mr, 0,57 MMoIb), ¢ MpUMEHEHHEM TopoIKa xkene3a (97 mr, 1,72
MMOJIb) U XJ10puaa aMMonus (308 mr, 5,76 MMonb) B cMecu 3TaHoda 1 Boasl (10 mu, 5:1) cormacuo
croco0y, ONMMCAaHHOMY Ha CTaJUU 4 TOJYYEHHUs MMPOMEKYTOUHOTO coenuHeHust 9, monyqanu 161
mr npoaykta; 'H IMP (300 MI'u, JIMCO-ds) & 3,32-3,57 (m, 2H), 3,86-3,91 (m, 2H), 4,34-4,37
(m, 1H), 4,38 (s, 2H), 5,40 (s, 2H), 6,61 (d, /= 8,4 ', 2H), 7,28-7,32 (m, 7H), 7,96 (s, 2H); UDP-
MC (m/z) 333 (M+H)".
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IIpoMekyTOUHOE coeuHEHHE 85

2-((3-(4-amuHOpEHIIT ) IIPA3UH-2-HJT)AMUHO )-2-(pEHUI3TAHOI

HO. ;NH NH,
N
LN

Cranus 1: 2-((3-x10pnupasuH-2-1i1)aMHUHO)-2-)EeHUIITaHOI

HO NH

r{:\GCI

Cwmecp 2,3-muxnopnupasuna (1,0 r, 6,71 mmonb) u (£)-2-amunHo-2-penmmsranona (1,02 r,
7,45 mmonb) B 1,4-nuokcane (15 Mi) KUIATHIM TpU TeMmIepaType oOpaTHOH KOHICHCAIMU B
tedeHue Houu. Cmeck oxnaxaanu 10 KT u koHuentpuposanu B Bakyyme. IlonmydeHHbIN ocTaTok
paszbasisuin sTunaneratom (30 mut) u mpombiBaH Booi (30 M), 3aTeM COJIEBBIM pacTBOpPOM (40
mut). OpraHn4eckuii Cjof CyImuiy HaJ O€3BOIHBIM CyJIb(AaTOM HATPHsI U KOHLIEHTPHPOBAIU TIPH
TIOHW)KEHHOM JIaBJIeHUH. [10Ty4eHHBIH OCTaTOK OYHUINAJIH IyTeM KOJIOHOUHOM XpoMaTorpadguu Ha
cuuKaresie ¢ noiydenuem 548 mr nenesoro npoaykra; 'H IMP (300 MI'y, CDCls) § 3,60-3,65
(m, 1H), 3,86-3,91 (m, 1H), 4,96-5,02 (m, 1H), 5,63 (wwup.s, 1H), 7,28-7,41 (m, SH), 7,62 (s, 1H),
7,93 (s, 1H).

Cranus 2: 2-((3-(4-amuHOpEeHWIT ) IHPa3UH-2-1JT)aMUHO )-2-(DEeHUI TAaHOI

VYKazaHHOE COCOMHEHHE TOJy4Yadd IyTeM B3aUMOIEHCTBHS MPOMEKYTOYHOTO COEIMHEHHUS,
nojgydeHHoro Ha craaud 1 (200 wmr, 0,80 MMoOnb), C THHAKOJOBBIM 3(upom 4-
aMuHOpeHUIOO0POHOBOM KUCIOTHI (210 Mr, 0,96 MMoIb) ¢ mpuMeHeHneM kapboHarta HaTpust (255
mr, 2,40 mmonb) u komruiekca [1,1'-6uc(andennndocduno)deppoueH|-nuxnopnamiagus (1) ¢
nuxjiopmeTaHoM (65 mr, 0,08 mmounb) B cmecu [IMCO u Bons! (12 mi, 3:1) mpu 80°C cornacHo
croco0y, OMMCAaHHOMY Ha CTaauu | MOJy4eHUs! MPOMEKYTOYHOro coenquHeHus 1, momydamm 127
mr npoaykra, 'H AMP (300 MI'u, IMCO-ds) § 3,34-3,42 (m, 1H), 3,56-3,62 (m, 1H), 4,80-4,84
(m, 1H), 5,43 (s, 2H), 5,56-5,58 (m, 1H), 6,01 (mmp.s, 1H), 6,62 (d, /=8,4 I'y, 2H), 7,29 (d, J =
8,7 ', 2H), 7,32-7,36 (m, SH), 7,75 (s, 1H), 7,86 (s, 1H).

IIpoMekyTOUHOE coeNMHEHHE 86
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(R)-4-(3-(1-(2,4-numeTn €HIIT )3 TOKCH ) TUPA3HH-2 -1 )AHUITHH

W O NH2
N)\/O/

N

Cranus 1: (R)-2-(1-(2,4-numernndernn)sTokcn)-3-(4-auTpod eHnin) nupasux

w0 NO,
N

N

Vka3aHHOE COeTqUHEHUE MONTyYaly MyTeM B3aUMOAEHCTBUS 2-XJ0p-3-(4-HUTpodeHmn)nmpasuHa
(cragust 1 monmy4yenusi mpomekyTouHoro coeaunenust 11) (203 wmr, 0,85 mmons) ¢ (R)-1-(2,4-
aumetuiadenun)stanonom (128 mr, 0,85 Mmonp) ¢ npumenenuem ¢ropuna uesus (386 mr, 2,54
mmonb) B JIMCO (8,0 mi) cormacHo cmoco0y, ONMMCAHHOMY Ha CTaaud | TONy4eHus
TIPOMEKYTOYHOTO coefuHenus 51, monyuanu 123 mr npoaykra; 'H SAMP (300 MI'u, AMCO-ds)
8 1,60 (d, J=6,3 I'u, 3H), 2,19 (s, 3H), 2,35 (s, 3H), 6,35-6,42 (m, 1H), 6,91-6,96 (m, 2H), 7,23
(d, J=7,8Tu, 1H), 8,22 (s, 1H), 8,29-8,36 (m, SH); XUAJI-MC (m/z) 350 (M+H)".

Craaus 2: (R)-4-(3-(1-(2,4-numeTnind eHUIT )3 TOKCH ) TUPAa3UH-2 -1 )aHUJIUH

VYKazaHHOE COCJMHEHHE TMOJyYald MyTeM BOCCTAHOBJICHUS IMPOMEXKYTOYHOTO COEIMHEHHUS,
nosy4eHHoro Ha ctaguu 1 (117 mr, 0,33 MMoIb), ¢ mpUMeHeHneM nopornka xejnes3a (56 mr, 1,00
MMOJIb) U xJ1opuaa ammonus (180 mr, 3,34 MMoib) B cMecu 3TaHosa 1 Boasl (12 mut, 5:1) cormacuo
croco0y, ONMMCAHHOMY Ha CTauH 4 TIOJTy4EHUs MPOMEKYTOYHOTO COEAMHEH U 9, moydanu 72 Mr
npoxykta; 'H SIMP (300 MI'u, IMCO-ds) § 1,58 (d, J = 6,3 I'u, 3H), 2,20 (s, 3H), 2,35 (s, 3H),
5,52 (s, 2H), 6,33-6,37 (m, 1H), 6,63 (d, J = 8,1 I'y, 2H), 6,93-6,99 (m, 2H), 7,21-7,27 (m, 2H),
7,90 (s, 1H), 7,92 (s, 1H), 8,10 (s, 1H).

IIpoMekyTouHOE coenuHenue 87

4-(3-(4-(oxceraH-3-mn)IANEpa3vH- | -1i1) MUpa3uH-2 -1 )AHUITHH
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Cranus 1: mpem-0ytun-4-(3-xnopnupasuH-2-wi)Iunepasus- 1 -kapOookcunar
Boc
»
N

Cl

VYKazaHHOE COeAMHEHHUE IMOJydalu IMyTeM B3aumopaencTsus 2,3-auxnopnupasusa (500 mr, 3,35

MMOJIb) € mpem-OyTun-nunepasus-1-kapOokcunatom (625 wr, 3,35 w™Mmoib) B

mumernnanetamune (10 mia) cormacHo cmoco0y, OMUCAHHOMY Ha CTaaud | MOaydYeHus
TPOMEKY TOYHOTO CoeTHenus 7, ony4anu 882 mr nponykra; 'H AIMP (300 MI', CDCls) § 1,48

(s, 9H), 3,39-3,45 (m, 4H), 3,57-3,60 (m, 4H), 7,91 (s, 1H), 8,11 (s, 1H).

Cranus 2: 2-xnop-3-(munepasus-1-wn)nupasux

N
»

Cl

B pacTBOp MpOMEKYyTOYHOrO COeNUHEHUs], oJy4eHHoro Ha ctanuu 1 (870 mr, 2,92 MMmoib), B
nuxjopmerane (10 M) npu 0°C mpu nepemMeminBaHuN A00aBISUTA TPUPTOPYKCYCHYIO KHUCIIOTY
(4,0 mi) u mepememmBamu cMmecb B TedeHue 6 uacoB npu KT. PeakuuonHyr cmech
noamenagnBamu (pH 10) 50% BomHBIM pPacTBOPOM THAPOKCHAA HATPUS U SKCTPArUpOBAIU
BOJHYIO cMecCh nuxJyiopMeraHoM (2 x 100 mut). OObenrHEeHHBIE OPraHUYECKHE CIIOU TPOMBIBAIIN
Bonoti (100 mut) u coneBbiM pacTBOpoM (50 Mit). Y nasiiu pacTBOPUTENb B BAKYyMe C TIOJTy4YeHUEM

378 mr turynsHOro nponaykra, XUAJI-MC (m/z) 199 (M+H)".

Cranus 3: 2-xnop-3-(4-(okceraH-3-wm)nunepasus- 1 -uin)nupasux
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CMech MPOMEXKYTOYHOTO COENMHEHUs, MOydeHHOro Ha craamu 2 (378 wmr, 1,90 mmons), 3-
okceraHoHa (205 wr, 2,85 MMOJIb) M KaTaJIUTHYECKOTO KOJMYECTBA YKCYCHOH KHUCIOTHI B 1,2-
muxiopatane (10 mu) mepememmBanu B TedueHue 2 vaco npu KT. B peaknuoHHy cmech
no0assum TpuaneTokcudopruapun Hatpusi (806 mr, 3,85 MMOJTb) M OCTABIISLTH MTEPEMEIIUBATHCS
Ha Houb mpu KT. PeakimonHyro cmech pasbasisnmu stuianeratoM (100 mur) u mpombiBanu
HACBIIEHHBIM BOJAHBIM pacTBOpoM OukapOoHata Hatpust (2 X 30 MIT), 3aTeM COJIEBBIM PACTBOPOM
(50 mu). Opranuveckuii Ci0i CyUIIHIu Hajx O€3BOIHBIM CYJIb()AaTOM HATPUS M KOHLEHTPUPOBAIU
IpU TOHW)KEHHOM JAaBieHHH. IlOomydeHHBI OCTaTOK OYMINANIM IYyTeM  KOJOHOYHOH
XpomaTtorpa(puy Ha CUJIMKarele ¢ Nofdy4eHueM 273 Mr THTyJIbHOro npoaykTa;, 'H SIMP (300 MI'w,
CDCl3) 6 2,52-2,56 (m, 4H), 3,52-3,62 (m, SH), 4,65-3,73 (m, 3H), 7,89 (s, 1H), 8,11 (s, 2H);
XUAJ-MC (m/z) 255 (M+H)".

Cragus 4: 4-(3-(4-(oxceran-3-un)nunepasuH- | -uia)nupasuH-2-mi)aHIIUH

VKa3aHHOE COEAMHEHHE TIOJNyYaJd IMyTeM B3aMMOAEHCTBUSI MPOMEXYTOYHOTO COEAWHEHMS,
NoJy4eHHoro Ha crtaaud 3 (255 wmr, 1,00 MMoab), C THHAKOJOBBIM 3(upom 4-
aMrUHO(PeHUIOOPOHOBOM KUCJIOTHI (263 Mr, 1,20 MMOJTb) ¢ MpuMeHeHneM KapOoHaTa kanus (415
mr, 3,00 mmonb) u [1,1-6uc(nudennndochuno)deppouer]|nuxnopnamianus (II) (82 mr, 0,10
MMoJib) B cMecu JIMCO u Bonb! (12 mut, 3:1) mpu 80°C cornacHo crioco0y, OMMCaHHOMY Ha CTa |
1 mony4eHus MPOMEKyTOUHOTO coenunenus 1, momyganu 123 mr npoxykra; "H AMP (300 MI'w,
JIMCO-ds) & 2,28-2,32 (m, 3H), 3,08-3,12 (m, 4H), 3,37-3,46 (m, 2H), 4,41 (t, J = 5,7 I'u, 2H),
4,52 (t,J=6,3Tu, 2H), 5,42 (mup.s, 2H), 6,60 (d, J=8,7 I'y, 2H), 7,65 (d, /= 8,1 'y, 2H), 8,01
(s, 1H), 8,09 (s, 1H); UDP-MC (m/z) 312 (M+H)".

IIpumepsl
CoenviHeHuUs1, MPUBEICHHBIE B TPUMePax, MOJyUYaTH COrNIACHO CIOCco0aM, ONMUCAHHBIM HIKE:
Cnocod A

IMonyuenne  N-(4-(3-(4-xnopdenmn)mupasun-2-mn)ernn)-2-(4-(1,1-qudpropnpommn)penmn)-

aneramuza (mpumep 1)
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B pactBop npomeskyrounoro coenunerus 1 (92 mr, 0,32 MMOJIb) 1 IPOMEKYTOYHOT'O COSTUHEHH ST
2 (70 wmr, 0,32 mmonb) B IM® (5,0 M) mpu 0°C mpu nepememnBanuu nodasmsimm N,N -
mrum3onponmTuiaamMut (160 Mk, 0,97 MMob), 3aTeM aHTUAPUA TPONUI(HOCPOHOBON KUCIOTHI
(50% B EtOAc, 194 mxin, 0,65 mmonb). Cmech mepememmBanu B TedeHue Houm npu KT.
Peakunonnyro cmech pazbdasnsiin Bomoi (20 mir) u skcTparuposanu stunanetatoM (75 mi x2).
OOpennHeHHbIE OPraHUYECKHEe CJIOW MPOMBIBATH COJieBbIM pacTBopoM (100 mi), cymmmm Hanx
0e3BOIHBIM CYJIb()ATOM HATPUS U KOHLEHTPUPOBAJIH NPU MMOHIKEHHOM AasieHnH. [TonyueHHOe
HEOYMIIIEHHOE BELIECTBO OYHINAIN IyTeM KOJOHOUHOW Xpomarorpaduu Ha CHJIMKarene ¢
nonydenuem 53 mr npoaykra, 'H IMP (300 MI'u, IMCO-ds) § 0,88 (t, J = 7,2 T'u, 3H), 2,15-
2,26 (m, 2H), 3,69 (s, 2H), 7,29-7,45 (m, 10H), 7,56 (d, J= 8,7 I'y, 2H), 8,66 (d, /= 8,7 I'y, 2H),
10,32 (s, 1H); XUAJ-MC (m/z) 477 (M+H)".

Cnocoo B

INonyuenne N-(4-(3-(4-xnopdennn)nupasun-2-un)penmn)-2-(4-(1,1-nudrop-2-

ruapokcunponi)penmn)aneramusa (mpumep 2)

Cl
0 K
N HO

Cragua 1. N-(4-(3-(4-xnopdenun)nupasun-2-mi)dpenrn)-2-(4-(1,1-nudprop-2-0kconpomnm)-

(dbeHmT)aneTaMun

Cl
S
N o

YKazaHHOE COeNMHEHHE MOJTyYald IyTeM B3aUMOEHCTBUS MPOMEXKYTOUHOTo coenuHenus 1 (133
mr, 0,47 MMoub) 1 mpoMeskyTodHoro coenuHerns 3 (120 mr, 0,52 mmone) ¢ npumerenuem N, N -
aur3onponmTHIaMuHa (269 Mk, 1,57 mMMone) u aHruapuaa nponmipocHOHOBOH KHCIOTHI
(50% B EtOAc, 624 mxu, 1,05 mmons) B IM® (5,0 mu) npu KT cornacHo ciocoQy, onmucaHHoMy
B criocobe A, nonyuanu 143 mr nponykra; XUAJ-MC (m/z) 492 (M+H)".

Cranus 2: N-(4-(3-(4-xnopdenmnn)mupasus-2-ui)penmn)-2-(4-(1, 1-nudrop-2-

TUAPOKCUIPOITII )(pEHIIT)aleTaMH ]
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B pacTBOp MpOMEKYTOYHOrO COoenuHeHus], mojy4eHHoro Ha ctaanu 1 (134 mr, 0,27 MMmorb), B
metanoje (5,0 mr) mpu 0°C npu nepemermBarnu godasisuu dopruapua Harpus (125 wmr, 0,32
mmos). Cmech nepemermuBaiu npu 0°C B Teduenue 1 yaca. Peakiuio racuiu BOIH. XJIOPUAOM
amMonust (20 M), BBUTHBAJIM cMech B Boay (20 mut) u akcTparuposaiu stuianerarom (70 mi x2).
OOvenuHeHHBIE OpraHMYECKHEe CIIOM CYIIWIA Haja Oe3BOAHBIM CyJdb(paToM HATpus U
KOHLIEHTPUPOBAJIU TP NMOHWKEHHOM AaByieHUH. [1oyueHHOe HEOUNIIEHHOE BEIECTBO OUHIIAN
TMyTeM KOJIOHOYHON Xpomarorpauu Ha CUIMKareie ¢ mojydeHuem 64 mr mpoaykra, 'H SMP
(300 MI'y, IMCO-ds) & 1,07 (d, J=5,7 ', 3H), 3,70 (s, 2H), 3,99-4,06 (m, 1H), 5,51 (d, /= 6,0
I'u, 1H), 7,34 (d, /=8,1 'y, 3H), 7,39-7,45 (m, 7H), 7,56 (d, /= 8,1 I'y, 2H), 8,67 (d, J=3,9T'1,
2H), 10,34 (s, 1H); UDP-MC (m/z) 494 (M+H)".

Cnocod C:

IMonyuenne (5)-2-(4-(1,1-ngudrop-2-runpoxcunponuin)penmn)-N-(4-(3-(2-3tund ennn)-nupasut-

2-un)denmn)aneramuna (mpumep 52)

(K
N HO'

Cranus 1: 2-(4-(1,1-nudrop-2-okconponun)penwn)-N-(4-(3-(2-3tundennn) nupasux-2-

D A

YKazaHHOE COeNMHEHHE MOJTyYalId IyTeM B3aUMOEHCTBUS MPOMEKYTOYHOT O coenuHerus 39 (60

i) eHnT)aneTaMua

mr, 0,22 MMOJTIb) ¥ IPOMEKYTOUHOTO coenuHeHust 3 (50 mr, 0,22 mmonb) ¢ npumeHneHueM N, N -
mum3onponmTHiaamuia (113 Mk, 0,66 MMonb) U aHruapuaa nponmipocHOHOBOH KUCIOTHI
(50% B EtOAc, 263 Mk, 0,44 mmons) B JIM® (6,0 mi) coryiacHO crmoco0y, OMUCAHHOMY B
crocobe A, monydanu 103 mr mpoaykra; 'H SAMP (300 MT'u, IMCO-ds) § 0,85 (t, J = 7,2 ',
3H), 2,26 (q, J = 7,2 I'u, 2H), 2,35 (s, 3H), 3,70 (s, 2H), 7,16-7,30 (m, 5H), 7,43-7,52 (m, SH),
7,95 (s, 2H), 8,66 (s, 1H), 8,72 (s, 1H), 10,29 (s, 1H).

Cranus 2: (5)-2-(4-(1, 1-nudrop-2-runpoxcunponuin)penmn)-N-(4-(3-(2-3tundenmn)-nupa3ut-

2-nn)pennn)aneramus (HEOUNIIEHHBIN)
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B pactBop (R)-(+)-2-metun-CB S-okcaboponmununa (1M B Tonyone, 0,41 mu) [ca.: (1) Corey, E. J;
Helal, C. J. Angew. Chem. Int. Ed. 1998, 37, 1986-2012 (i1) Corey, E. J.; Bakshi, R. K. ;Shibata,
S. J. Am. Chem. Soc. 1987, 109 (18), 5551-5553] B 6e3BoproM TI'® (10 mu1) npu nepeMeIrnnBaHuN
nobaBnsnu kKomruieke Oopana ¢ gumerwicynbpunom (86 wmxi, 0,91 mmone) mpu 0°C wu
NepeMelnBaIu CMeCh B TeueHue 20 MUHYT NP YKa3aHHOM TemrepaTtype. B peakunonnyro cmech
MO KaIUIsIM JOOABJISUTH PACTBOP MPOMEKYTOYHOTO COSNMHEHUSs, MOy4eHHOro Ha craguu 1 (400
mr, 0,82 mmomp), B TT'® (10 mn) B Teuenue 10 munyr mpu 0°C. IlonmydyenHyro cmechb
nepememuBanu npu KT B tewenun 30 munyt. Peakuumro racumm wmeranosoMm (10 mm) u
KOHLIEHTPUPOBAJIU CMECh NPU NOHUKEHHOM JaBjeHUU. I1onydeHHBI OCTaTOK OYHUINAIU IyTEM
KOJIOHOYHOMH (pyanr-xpoMaTorpaduu Ha CHIIMKAarese ¢ mojy4eHueM 371 Mr TUTYJIbHOTO POAYKTA;
'H SAMP (300 MT', JIMCO-ds) 6 0,85 (t, J = 7,2 Ty, 3H), 1,06 (d, J = 6,3 T, 3H), 2,26 (q, J =
7,2 T'u, 2H), 3,67 (s, 2H), 4,01-4,05 (m, 1H), 5,50 (d, J = 6,0 I'y, 1H), 7,14-7,34 (m, 6H), 7,36-
7,49 (m, 6H), 8,67 (s, 1H), 8,73 (s, 1H), 10,28 (s, 1H); XUA/I-MC (m/z) 488 (M+H)"; xupanbHast
yucToTa coriacHo BOXX: 84,85%.

Cragua  3:  (5)-(S)-1-(4-(2-((4-(3-(2->Trndenrn)mupa3uH-2-ui ) peHu1 )JaMHHO )-2-OKCO3THII ) -

¢benmn)-1,1-gudTopnponan-2-un-2-(((Ge H3MIOKCH)KapOOHIIT)aMUHO)-3 -(DEHIIIITIPOITIAHOAT

T30
O

B pactBop npoxnykra, monyueHHoro Ha ctaauu 2 (300 mr, 0,62 Mmous), N-OeH3HII0KCHKapOOHIII-
L-pennnanannna (239 mr, 0,80 mmons) u DIPEA (0,3 mu, 1,84 mmons) B nuxnopmerane (10 mur)
npu nepememuBannn 1o00asisuia BOP (354 mr, 0,80 mmons) 1 DMAP (38 mr, 0,31 mmonb) npu
0°C. Ilony4yenHyro cmech Harpesanu 10 KT u nepemernuBanu B TeueHue 16 yacos. PeakiinoHHy0
cMech pazbaBisun sTuinanetatoM (200 MiT) U POMBIBAJIM HACBHILEHHBIM BOIHBIM PacTBOPOM
xyopuaa ammorus (100 mut), HaChIEHHBIM BOJHBIM pacTBOpoM OukapboHarta Hatpus (100 mi),
Bonoi (100 mut) u coneBbiM pactBopoM (100 mr). OpraHuyeckuii CJIOW CylIvim HaJ O€3BOAHBIM

Cyab(haTOM HATPUSI, KOHIIEHTPUPOBAIHM M OYHINAIH ITOJTYYSHHBIN TAKUM 00pa30M OCTaTOK MyTeM
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KOJIOHOYHOM (pudiu-xpomMaTtorpadpuu Ha CHITHKAree ¢ moyiyuyeHrneM 738 Mr THTYJIbHOTO IPOAYKTA,

XUAJI-MC (m/z) 769 (M+H)".

Cranus 4: (5)-2-(4-(1,1-nudrop-2-runpoxcunponui)penmn)-N-(4-(3-(2-3tundennn)-nupa3ut-

2-un)eHrn)aneTamMmus

B pacTtBOp mpOMeKyTOYHOTO COSAMHEHHs], MOoJy4eHHoro Ha craamu 3 (96 mr, 0,13 mMmonb), B
cvecu TI'® (3,0 mi), meranona (1,0 mi) u Boxe! (1,0 mur) mpu mepemernnBaHuu 10OABISLTN
MoHoruzapar rugpokcuaa autus (16 mr, 0,38 mmonb) u nepemernsanu cMeck pu KT B Teuenne
30 munyT. Peakuuio racuyid HAaCHIIIEHHBIM BOIHBIM PAacTBOpOM xjopuaa ammonus (10 mu) u
SKCTPAarpoBaiu MNpoAyKT sTuianeratoM (2x 20 mi). OObenuHEHHbIE OPraHUYECKHE CIIOH
npoMbiBau Boo# (20 mut) u coneBbiM pactBopoM (10 mi). OpraHuyeckuil ciol CymIMIn Haj
0e3BOAHBIM CYJIb()ATOM HATPUSl U KOHLIEHTPUPOBAJIU MTPU MOHWKEHHOM JiaBjieHuu. [lonyueHHbIi
OCTAaTOK OYHIIAIH MyTeM KOJOHOYHOH (hidI-Xxpomarorpapuu Ha CHIMKAarese ¢ moiydeHueM 38
MT THTYJIbHOTO mpoaykTa; 'H SIMP (300 MI'u, AIMCO-ds) § 0,85 (t, J= 7,2 T'u, 3H), 1,05 (d, J =
6,3 I'u, 3H), 2,26 (q, J = 7,2 I'y, 2H), 3,67 (s, 2H), 4,02-4,05 (m, 1H), 5,49 (d, J = 6,0 I'y, 1H),
7,16-7,34 (m, 6H), 7,39-7,49 (m, 6H), 8,66 (s, 1H), 8,72 (s, 1H), 10,27 (s, 1H); XUAA-MC (m/z)
488 (M+H)"; xupanbHas yuctoTa coriacHo BOXKX: 97,34%.

[Monyuenue (R)-2-(4-(1,1-mudrop-2-runpokcurnpornn)permn)-N-(4-(3-(2-atund errn)-nupasuH-

2-un)penunn)aueramuna (npumep 53)

S
N HO

Cranus 1 2-(4-(1,1-mudrop-2-okconpornun)permn)-N-(4-(3-(2-3rundenmn)nupasuH-2-

(D X

YkazaHHOE COeNMHEHHE MOJTyYalld IyTeM B3aUMOEHCTBUS MPOMEKYTOUHOT0 coenuHerus 39 (60

) eHnT)aneTaMua

mr, 0,22 MMOITb) U IPOMEKYTOYHOTO coenuHeHust 3 (50 mr, 0,22 Mmonb) ¢ npumeHeHneM N, N -
mum3onponmTiaamuia (113 mki, 0,66 MMonb) U aHruapuaa nponmipocHOHOBOH KHUCIOTHI
(50% B EtOAc, 263 mku, 0,44 mmone) B IM® (6,0 M) cormacHo crnoco0y, ONMHUCAHHOMY B
criocobe A, nosyuanu 103 Mr nponykra B Buae Teepaoro semectsa; 'H SIMP (300 MI'u, JIMCO-
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ds) 8 0,85 (t, J= 7,2 Ty, 3H), 2,26 (q, J = 7,2 T, 2H), 2,35 (s, 3H), 3,70 (s, 2H), 7,16-7,30 (m,
SH), 7,43-7,52 (m, SH), 7,95 (s, 2H), 8,66 (s, 1H), 8,72 (s, 1H), 10,29 (s, 1H).

Cragusa 2: (R)-2-(4-(1,1-mudrop-2-ruapoxcunponun)benin)-N-(4-(3-(2-3trnd enmn)-nupasus-

2-nn)pennn)aneramus (HEOUNIIEHHBIN)

SN

® i
Nl B )O(\©IF
(_N HO

B pactBop (5)-(+)-2-metun-CBS-okcaboponununa (1A B Tonyomne, 0,36 mi) [cm.: (1) Corey, E. J;
Helal, C. J. Angew. Chem. Int. Ed. 1998, 37, 1986-2012 (i1) Corey, E. J.; Bakshi, R. K.; Shibata,
S.J. Am. Chem. Soc. 1987, 109 (18), 5551-5553] B 6e3Boprom TT'® (10 M) npu nepeMernnBaHuu
nobaBmsin  komrieke Oopana ¢ gumerwicyibdunom (75 wmxiu, 0,79 mmons) mpu 0°C u
nepeMenInBajIi CMech B TeueHue 20 MUHYT IIPU YKa3aHHOU Temreparype. B peakinoHHyI0 cMech
MO KaruisiM 100aBJIsLTd PacTBOP MPOMEKYTOYHOTO COSIUHEHUs, MoJydeHHoro Ha cranuu 1 (350
mr, 0,72 mmoinb), B TI'® (5,0 mu) B Teuenue 10 munyr mpu 0°C. IlonmyueHHyrO cmechb
nepememnBaiu npu KT B Teuenun 30 munHyT. Peakumro racummu meranosnom (10 mu) u
KOHLICHTPUPOBAJIM CMECh IIPU MOHMKEHHOM JaByieHUU. [1oaydeHHbI OCTaTOK OYHUIIAIN MyTeM
KOJIOHOYHO# (hidii-xpomaTorpaduu Ha CHIIMKArese ¢ mojy4eHueM 338 Mr TUTYJIbHOTO MPOYKTA,
'H sIMP (300 MI'u, IMCO-ds) § 0,85 (t, J= 7,2 Ty, 3H), 1,06 (d, J = 6,3 'y, 3H), 2,26 (q, J =
7,2 T'u, 2H), 3,67 (s, 2H), 4,01-4,05 (m, 1H), 5,50 (d, J = 6,0 T'u, 1H), 7,14-7,34 (m, 6H), 7,36-
7,49 (m, 6H), 8,67 (s, 1H), 8,73 (s, 1H), 10,28 (s, 1H); XUA-MC (m/z) 488 (M+H)"; xupanbHas
yucToTa coriacHo BOXX: 84,85%.

Cramus  3:  (8)-(R)-1-(4-(2-((4-(3-(2->Tundenrn)mupa3H-2-11 ) EHIT )aMHHO )-2-OKCOITHI ) -

¢benmn)-1,1-gudropnponan-2-un-2-(((Ge H3MIOKCH)KapOOHIIT)aMUHO)-3 -(DEHIIIIPOIIAHOAT

opreSe
0O

B pactBop nponykra, monyuenHoro Ha ctaauu 2 (150 mr, 0,30 mmouns), N-OeH3unokcukapOoHHI-
L-pennnanannna (120 mr, 0,40 mmonb) u DIPEA (0,16 mi, 0,92 mmons) B nuxnopmerane (15 mur)
npu nepememnBannn n1o0asisua BOP (177 mr, 0,40 mmone) 1 DMAP (19 wmr, 0,15 MmMonb) nipu

0°C. Ilonyuyennyro cmech Harpesanu 10 KT u nepemernnBanu B TeueHue 16 yacos. PeakiinoHHy0
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cMech pazbaBism sTuianeratoM (50 M) ¥ IMPOMBIBAINM HACBHILIEHHBIM BOIHBIM PacTBOPOM
xjopuna aMMoHHS (50 MIT), HAaCBIIIEHHBIM BOJHBIM pacTBOpoM OmkapOoHara Harpus (50 mu),
Bonol (50 mur) u conebiM pactBopoM (50 mut). OpraHudeckuii CJION Cyi Hal Oe3BOAHBIM
cynb(daToM HaTpHs, KOHIEHTPUPOBAIH U OYHUINAIN MTOJYYEHHBIH TAKUM 00pa30M OCTaTOK MyTEM
KOJIOHOYHOM (puiu-xpomMaTorpaduu Ha CHITUKaresne ¢ nosydeHrneM 108 Mr THTYJIBHOTO IPOAYKTA,

XUAJI-MC (m/z) 769 (M+H)".

Cragusa 4: (R)-2-(4-(1,1-nudrop-2-ruapoxcunponun)penun)-N-(4-(3-(2-3tund enmn)-nupasus-

2-un)eHrn)aneraMmus

B pacTBOp mpOMeKyTOYHOrO CoenuHeHus], mojy4eHHoro Ha craanu 3 (105 mr, 0,14 mmonb), B
cvecu TI'® (3,0 mi), meranona (1,0 mi) u Boxe! (1,0 mu) mpu mepemernnBaHuu 100ABISIIN
MoHoruzapar rugpokcuaa autus (17 mr, 0,40 mmonb) u nepemernnsanu cMech ipu KT B TeueHne
30 MuHyT. Peakuuro racuiu HachlIIEHHBIM BOJHBIM PAacTBOPOM XJsopuzaa amMmoHus (10 mu) u
HKCTPArupoBaIM NPOAYKT StmianeratoM (2x 20 mu). OObequHEHHbIE OPTaHHYECKHE CIIOU
npoMbiBaid Bojoi (20 mu) u coneBbiM pactBopoM (10 mut). OpraHudeckuil Ciod CyIIVIN Haf
6e3BOHBIM CyJIb(ATOM HATPUsl M KOHIEHTPUPOBAJIH NIPU OHIKEHHOM AaBieHuu. ITony4yeHHbIi
OCTAaTOK OYHIIAJH IIyTeM KOJOHOYHOH (Ii-xpomarorpaduy Ha CHIMKArese ¢ rnoaydeHueM 48
MT TUTYJILHOTO IIPOYKTa B Buje TBepaoro semectsa; "H AMP (300 MI'u, JIMCO-ds) § 0,84 (t, J
=7,8Tn, 3H), 1,06 (d, /= 6,3 I'u, 3H), 2,26 (q, /= 7,8 I'u, 2H), 3,67 (s, 2H), 4,01-4,05 (m, 1H),
5,50 (d, J=6,0 'y, 1H), 7,14-7,34 (m, 6H), 7,40-7,49 (m, 6H), 8,66 (s, 1H), 8,73 (s, 1H), 10,28
(s, 1H); XUAL-MC (m/z) 488 (M+H)"; xupanbHas uncroTa cormacio BOXKX: 95,86%.

XUMHUYECKOe Ha3BaHHE, CTPYKTYpPa MPOMEKYTOYHOTO COEAMHEHHS, CIIOCOO TOIYUEHUs U JaHHbIC

aHaJIN3a COeNMHEHHH coracHo mpumepam 3-51 u 54-99 npusenens! Hke B TadwLe 1.

Tabmuuma 1: XumMudeckoe Ha3BaHHME, CTPYKTypa MPOMEKYTOYHOTO COEIUHEHHs, CIOCO0

MOJIy4YEHUs U JaHHbIE aHAJIN3a COEANHEHUH coraacHo npumepy 3-51 u 54-99

IIpume XHUMHUYECKOE Ha3BAHUE U ITpom. coen./
JlaHHbIC aHANMM3a
P CTPYKTypa crocob
"H AMP (300 MT'n,
¢ JIMCO-ds) § 3,35 (s, 3H),
O H 3,71 (s, 2H), 3,88 (t, /=
npom. coen. 1
O 0O F 13,8 ', 2H), 7,34 (d, J =
IIpume N F "
N - 8,1 I'u, 2H), 7,39-7,52 (m,
p3 O npom. coen. 10 -
N-(4-(3-(4-xn0op¢heHmn)nupazus- Croco6 A 7H), 7,56 (d, /= 8,1 T,
2-un)denmn)-2-(4-(1,1-nudrop-2- 3H), 8,67 (d, /=3,9Tn,
METOKCHATHIT)(heHIIT)arleTaMH T 2H), 10,35 (s, 1H); XUAJI-
MC (m/z) 494 (M+H)".
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IIpume

PN
N OH

N-(4-(3-(3-xnopdernn)nupa3us-
2-nn)pennn)-2-(4-(1,1-nudrop-2-
THIPOKCHUITPOTIILT ) (pEHIIT)-

areTaMuI

npom. coen. 3

u

npom. coen. 4
Cnoco6 B

TH SIMP (300 MTw,
JIMCO-ds) 8 1,07 (d, J =
6,3 T, 3H), 3,70 (s, 2H),

3,99-4,05 (m, 1H), 5,49 (d,
J=6,0Tu, 1H), 7,21-7,43
(m, 8H), 7,42-7,57 (m, 4H),

8,68 (d,J=8,1 'y, 2H),
10,33 (s, 1H). XMAJI-MC
(m/z) 494 (M+H)".

A N
KOOy

TH SIMP (300 MIw,
JIMCO-ds) 8 0,87 (t, J= 17,2

N-(4-(3-(4-x70p-2-
dTopderunn)nupasun-2-
wn)penwn)-2-(4-(1,1-
nudToprporni)deHn )aeTaMua

npom. coen. 12
Criocob A

npom. coen. 2 | I'u, 3H), 2,13-2,20 (m, 2H),
ITpume u 3,66 (s, 2H), 7,26 (d, J=38,7
pS N-(4-(3-(2-xnopdermn)mupasun- | TPOM. coen. 11 I'u, 2H), 7,40-7,51 (m,
2-un)pernn)-2-(4-(1,1- Criocob A 10H), 8,67 (s, 1H), 8,75 (s,
mudroprnponin)peHun)aneTamMun 1H), 10,27 (s, 1H); HOP-
MC (m/z) 479 (M+H)".
cl 'H SMP (300 MTI'1,
i ® i TIMCO-ds) § 0,89 (t,J =72
L ® m& mpom. coen. 2 | T, 3H), 2,15-2,22 (m, 2H),
ITpume (N u 3,70 (s, 2H), 7,30-7,45 (m,
po6

8H), 7,52-7,64 (m, 3H),
8,71 (s, 1H), 8,76 (s, 1H),
10,33 (s, 1H); XMAJI-MC
(m/z) 497 (M+H)".

IIpume

GOy

N-(4-(3-(4-xnopdernn)mupuauH-
2-un)penmn)-2-(4-(1,1-
nudToprporni)eHnT )aleTaMuI

MPOM. COoexl. 2
u
npom. coea. 14
Crnocob A

'H AMP (300 MT'1,
JIMCO-ds) 6 0,87 (t, /= 6,9
I'u, 3H), 2,12-2,19 (m, 2H),
3,67 (s, 2H), 7,14-7,20 (m,
4H), 7,33-7,45 (m, 9H),
7,74-7,77 (m, 1H), 8,63
(mup.s, 1H), 10,25 (s, 1H);
XUAA-MC (m/z) 477
(M+H)".

IIpume
p8

F

DI

o8

F

NS EK\QIF
N OH
2-(4~(1,1-nudrop-2-
rugpokcunpon ) penrn)-N-(4-

(3-(4-dTopdennn)nupasun-2-
i) eHnT )aleTaMua

npom. coen. 3

MpoM. coenl. 5

u

Crioco6 B

2H), 10,31 (s, 1H); XHUA]I-

TH SIMP (300 MT 1,
JIMCO-ds) 8 1,05 (d, J =
6,3 T, 3H), 3,68 (s, 2H),
3,99-4,04 (m, 1H), 5,48 (d,
J=6,3Tu, 1H), 7,15 (t, J =
8,7 T, 2H), 7,29-7,42 (m,
7H), 7,54 (d, J= 8,4 Ty,
2H), 8,64 (d, J=3,3 T,

MC (m/z) 478 (M+H)".
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IIpume

F
F
PN
8
F
N zj(\(j:tF
N OH
2-(4-(1,1-nu¢rop-2-

ruapokcunponun)penmn)-N-(4-
(3-(3,4-nudropdpennn)nupazun-2-

pom. coen. 3
u
IIpOM. coenl. 6
Cnoco6 B

TH SIMP (300 MTw,
JIMCO-ds) 8 1,05 (d, J =
6,3 T, 3H), 3,68 (s, 2H),

3,99-4,05 (m, 1H), 5,49 (d,
J=6,0Twn, 1H), 7,14-7,17

(m, 2H), 7,32-7,42 (m, 7H),
7,56 (d, J=8,7 T, 2H),
8,66 (s, 1H), 8,69 (s, 1H),

sn)bernn)aneTamn 10,33 (s, 1H); XUAJ-MC
(m/z) 496 (M+H)".
'H SIMP (300 MI'L,
E JIMCO-ds) 8 0,87 (t, J=17,5
H I'w, 3H), 2,09-2,20 (m, 2H),
N
F 3,68 (s, 2H), 7,13-7,22 (m,
F . .2
N ® th HPOM. Coex 2H), 7,30 (d,J = 8,7 T'i,
IIpume (N 1
0 moon coen 13 | 21D 742(d, /=33,
P N-(4-(3-(2,4- pc ot A 4H), 7,53 (d, J=8,1 Ty,
nudropdennn)nupasun-2- oco 2H), 7,61-7,65 (m, 1H),
n)pennn)-2-(4-(1,1- 8,69 (s, 1H), 8,73 (s, 1H),
mudroprnponin)eHun)aneTamMmmun 10,31 (s, 1H); UDP-MC
(m/z) 480 (M+H)".
H SIMP (300 ML,
0 H JIMCO-ds) 8 1,89 (t, J=17,8
N
E I'u, 3H), 2,11-2,27 (m, 2H),
F . coexn. 2
m\f HIPOM. COCR 2 1 3 69 (s, 2H), 7,11 (t, J = 8,7
IIpume (N 1
'y, 1H), 7,31 (d, J=8,1 I'y,
P11l | 2.(4-(1,1-audropnpormn)perun)- | TPOM. coen. 15

N-(4-(3-(2-propdhennn)mupazus-
2-un)denr)areramMmus

Cnocob A

3H), 7,43-7,59 (m, SH),

8,71 (s, 1H), 8,74 (s, 1H),

10,31 (s, 1H); ©DP-MC
(m/z) 462 (M+H)".

IIpume
pl2

CF3
Favs
LD m{F
(_N
2-(4~(1,1-nudropmupornwn)denr)-
N-(4-(3-(4-

(TpudropmeTin)peHnT)TUpa3HH-
2-un)denrn)aneramMmus

MPOM. COenl. 2
u
npom. coea. 16
Crniocob A

'H AMP (300 MTI,
JIMCO-ds) 5 1,89 (t,J=17,2
', 3H), 2,14-2,19 (m, 2H),
3,70 (s, 2H), 7,34 (d, J= 8,4

T'u, 2H), 7,49 (mup., 4H),
7,54-7,64 (m, 4H), 7,72 (d,
J=8,1Tu, 2H), 8,73 (d, J =
6,0 ', 2H), 10,34 (s, 1H);
UDP-MC (m/z) 512
(M+H)".

IIpume
p 13

O K
3ot

MPOM. Coenl. 2
)51
npom. coea. 17
Criocob A

TH SIMP (300 MT 1,
JIMCO-ds) 8 0,90 (t, J= 17,5
Ty, 3H), 2,16-2,23 (m, 2H),

2,29 (s, 3H), 3,70 (s, 2H),
7,13 (d,J=17,8 T, 2H),
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2-(4-(1,1-nudropriponun)pern)-
N-(4-(3-(n-Tonywn)nupasuH-2-
i) eHnT)aleTaMua

7,26-7,35 (m, 4H), 7,45 (d,
J=3,6Tw, 4H), 7,54 (d, J =
8,4 Ty, 2H), 8,63 (s, 2H),
10,32 (s, 1H).

IIpume
pl4

oty

2-(4-(1,1-nu¢ropriponn)pern)-
N-(4-(3-(4-propdhennn)mupuann-
2-un)enrn)aneraMmus

IIPOM. COexl. 2
u
npom. coen. 18
Crnocob A

TH SIMP (300 MI'w, CDCl3)
§0,99 (t,J=7,2 Ty, 3H),
2,10-2,15 (m, 2H), 3,74 (s,

2H), 6,99 (t, J=9,0 T'w,
2H), 7,09-7,12 (m, 2H),
727 (d,J=8,7 Ty, 3H),
738 (d,J=9,3 Ty, SH),
747 (d,J=17,8 Ty, 2H),
7,69 (d,J=17,8 T, 1H),
8,67 (s, 1H), XUAJI-MC
(m/z) 461 (M+H)".

ITpume
p 15

O H
N
L2 %/\QEF
(_N
2-(4-(1,1-gudropnponur)peHu)-

N-(4-(3-¢pennnmnupasus-2-
W) eHUIT )aeTaMug

IPOM. coen. 2
u
npom. coen. 19
Criocob A

'H SAMP (300 MI'1,
JIMCO-ds) 8 0,89 (t, J=17,2
', 3H), 2,15-2,22 (m, 2H),

3,70 (s, 2H), 7,33-7,57 (m,
13H), 8,67 (s, 2H), 10,32 (s,
1H); UDP-MC (m/z) 444
(M+H)".

IIpume
pl6

CN
H
of -
N © F
5 *\©\t
N-(4-(3-(4-umanodermn)nupasun-

2-un)penmn)-2-(4-(1,1-
nudToprporni)deHn )aeTaMua

MPOM. Coell. 2
u
npom. coea. 20
Crnocob A

'H AMP (300 MTI'1,
JIMCO-ds) 8 0,90 (t, J=17,2
'y, 3H), 2,16-2,23 (m, 2H),
3,71 (s, 2H), 7,33 (d, J = 8,4
I'u, 2H), 7,45 (s, 4H), 7,57
(d,J=8,1 I'n, 4H), 7,82 (d,
J=178Tu, 2H), 8,72 (d, J=

6,6 T'y, 2H), 10,35 (s, 1H);

HDP-MC (m/z) 469

(M+H)".

IIpume
pl7

Z N
NS © i
(N

2-(4-(1,1-nudropriponun)pern)-
N-(4-(3-(mupuanH-4-mi)nupa3uH-
2-un)deHrn)aneramMmus

MPOM. COenl. 2
)51
npom. coen. 21
Criocob A

'H AMP (300 MTI 1,
JIMCO-ds) 5 0,89 (t,J= 5,7
I'm, 3H), 2,18-2,22 (m, 2H),
3,36 (uup.s, 2H), 7,32-7,47
(m, 8H), 7,56 (d, /= 8,1 Ty,
2H), 8,55 (s, 2H), 8,74 (d, J

=9,6 I'u, 2H), 10,36 (s,
1H); UDP-MC (m/z) 445
(M+H)".
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FF
oy
N N
5 F
N F
OH

x
LN

pom. coen. 3

TH SIMP (300 MTw,
JIMCO-ds) 8 1,05 (d, J =
7,5 T, 3H), 1,94-2,07 (m,
4H), 3,19 (s, 4H), 3,71 (s,
2H), 4,02 (m, 1H), 5,49 (d, J

IIpume u _
p 18 2-(4-(1,1-nudprop-2- npom. coen. 7 | 6 I'y, 1H), 7,43 (s, 4H),
ruapokcunponun)penmn)-N-(4- Croco6 B 7,70 (d, J=7,8I'n, 2H),
(3-(4,4-mudproprunepunun-1- 7,87 (d, /=781y, 2H),
WJI)[TUpa3nuH-2- 8,12 (s, 1H), 8,18 (s, 1H),
MC (m/z) 503 (M+H)".
TH SIMP (300 MIw,
o JIMCO-ds) 6 1,08 (d, J =
() H 6,9 'y, 3H), 3,06 (wmp.s,
w X F 4H), 3,61 (wup.s, 4H), 3,73
N F IpoMm. coen. 3
(N (s, 2H), 4,00-4,07 (m, 1H),
IIpume OH U
5,51 (d,J=5,7Tu, 1H),
p 19 2-(4-(1,1-nu¢rop-2- npom. coen. 8
ruapokcunponun)penun)-N-(4- Cnoco6 B 7,44 (s, 4H), 7,72 (d, /=87
I'u, 2H), 7,89 (d, J=9,0 I',
(3-mopdonuHOonMpaszuH-2-
2H), 8,14 (s, 1H), 8,18 (s,
W) e HUIT )aeTaMug
1H), 10,38 (s, 1H) XUAI-
MC (m/z) 469 (M+H)".
| 'H SIMP (300 M1,
N TIMCO-ds) § 0,90 (t, J= 17,5
) N@ mEF npom. coen. 2 | T, 3H), 2,25 (s, SH), 3,70
IIpume =N U (s, 2H), 6,42 (s, 1H), 7,14-
p 20 npoMm. coea. 22 | 7,22 (m, 6H), 7,45 (s, 4H),

2-(4~(1,1-nudroprpornmn)denr)-
N-(4-(5-(4-propdenmn)-3-meTun-
1H-nupazon-1-
wi)eHnn)aneTaMmug

Crnocob A

7,60 (d,J=17,2 T, 1H),
10,36 (s, 1H); ©DP-MC
(m/z) 464 (M+H)".

IIpume
p21

H
<48
F
© F

N-(4-(1-(mpem-0ytnn)-5-(4-
dropdennn)-1H-nupazon-4-
win)pennn)-2-(4-(1,1-
nudToprpont)eHnT )aeTaMu

MPOM. Coenl. 2
u
pom. coen. 9
Crniocob A

'H SIMP (300 MT'L,
JIMCO-ds) 5 0,88 (t, J= 17,5
Ty, 3H), 1,38 (s, 9H), 2,14-
2,20 (m, 2H), 3,64 (s, 2H),

6,94 (d, J=8,1 T, 2H),
7,27-7,44 (m, 10H), 7,70 (s
1H), 10,11 (s, 1H); UDP-
MC (m/z) 505 (M+H)".

2

IIpume
p22

H
44
F
K\O\ﬁ
OH

N-(4-(1-(mpem-6yTun)-5-(4-
dropdennn)-1H-nupazon-4-

npom. coen. 3
)51
npom. coen. 9
Crioco6 B

'H SIMP (300 MT'w,
JIMCO-ds) 8 1,05 (d, J =
7,5 T, 3H), 1,38 (s, 9H),

3,63 (s, 2H), 4,01 (m, 1H),
5,49 (d,J = 6,0 Ty, 1H),
6,94 (d, J=8,1 Ty, 2H),
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7,24-7,41 (m, 10H), 7,70 (s,

un)pernn)-2-(4-(1,1-nudprop-2-
THIPOKCHUITPOTIHIT ) (pEHIIT)- 1H), 10,11 (s, 1H); UDP-
aneTamm MC (m/z) 522 (M+H)".
) H SIMP (300 MTw,
2y § JIMCO-ds) § 0,90 (t,J= 5,7
Nm mEF poM. coex. 2 T, 3H), 2,18-2,23 (m, 2H),
Tpume LN " 3,77 (s, SH), 7,11 (s, 1H),
p23 | 2-(4-(1,1-nudpropnpormmbennn)- | mpom. coen. 23 7,44-7,48 (m, 6H), 7.68-
N-(4-(3-(1-metun-1H-nupazon-4- Criocob A 7,75 (m, 3H), 8,48 (s, 1H),
N 8,55 (s, 1H), 10,41 (s, 1H);
W) (peHUIT)aeTaMug VIOP-MC (m/z) 448
(M+H)".
TH SIMP (300 MI'w, CDCl3)
O §0,99 (t,J=17,5 'y, 3H),
[Nj ’ 2,07 (s, 3H), 2,15 (q, J= 9,3
WN i pOM, CoOL. 2 Ty, 2H), 3,10-3,19 (m, 4H),
Tpive NS mt,: i 3,44 (wup.s, 2H), 3,57
N (wmp.s, 2H), 3,78 (s, 2H),
p24 N-(4-(3-(4-auerunnunepasus-1- mpoM. coen. 24 7,26 (s, 1H), 7,40-7,57 (m,
wn)nupasuH-2-ui)ennn)-2-(4- Criocob A 6H), 7,87 (d, J=8,4 Ty,
(1,1- 2H), 8,07 (s, 1H), 8,17 (s,
augToprpori) e )aneTaMu 1H); UDP-MC (m/z) 494
(M+H)".
TH SIMP (300 MI'w, CDCl3)
2 §0,98 (t,J=7,2 Ty, 3H),
() § 2,10-2,20 (m, 2H), 3,56 (s,
WA mEF npom. coea. 2 | 3H), 3,77 (s, 2H), 6,36 (d, J
Tpume N u =93 Ty, 1H), 7,15(d, /=
p25 2-(4-(1,1-mudpropnporun)penus)- | TPOM. COex. 25 | 9,3Tn, 1H), 7,26-7,53 (m,
N-(4-(3-(1-meTmn-6-0kco-1,6- Crocob A 7H), 7,66 (s, 1H), 7,80 (s,
TUTHIPONTAPUIUH-3 -UJT ) TUPA3UH- 1H), 8,49 (s, 1H), 8,53 (s,
2-un)deHrn)aeramMmus 1H); XUAIL-MC (m/z) 475
(M+H)".
'H SIMP (300 MI'u, CDCl5)
H §0,99 (t, J=7,2 'y, 3H),
N
Hpuve m\EF TPOR: ;OGH‘ 2| 210-2.17 (m, 2H), 3.80 (s,
LN 2H), 7,20-7,40 (m, 9H),
p 26 poMm. coea. 26
N-(4-(3-(4-xnopdeHnn)nupa3vH- Criocob A 7,49 (s, 2H), 8,29-8,31 (m,
2-1n)-2-dbropdermn)-2-(4-(1,1- 1H), 8,59 (s, 2H), XUA -
nudropnponu)peHun)aneTaMun MC (m/z) 496 (M+H)".
< tpon. oo 2 TH SIMP (300 MI'w, CDCl3)
Mpie H y 80,90 (t,J=7,2 Ty, 3H),
N 2,15-2,23 (m, 2H), 3,70-
p 27 O o F npom. coen. 27 _
N'\,\N \'(\@\tF Criocos A 3,76 (m, SH), 6,89 (d, J =
2 72T, 2H), 7,35 (d, J= 7,8
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2-(4-(1,1-nudropriponun)pern)-
N-(4-(3-(4-
METOKCH(EHIT)THPa3uH-2-
i) eHnT )aleTaMua

T, 4H), 7,46 (s, 4H), 7,56

(d,J=17,8Tw, 2H), 8,61 (s,

2H), 10,33 (s, 1H); XHUA]I-
MC (m/z) 474 (M+H)".

F
H
o
F
Zan O F
=N
FsC

IIPOM. COexl. 2

'H SIMP (300 MT'w,
JIMCO-ds) 6 0,90 (t, J=7,2
Ty, 3H), 2,17-2,22 (m, 2H),

IIpume u
3,72 (s, 2H), 7,18-7,31 (m,
p 28 poMm. coen. 28
2-(4~(1,1-nudropupormn)enrn)- Criocod A TH), 7,46 (mup.s, 4H), 6,67
N-(4-(5-(4-proppennn)-3- (d, J=7,8Tu, 2H), 10,45 (s,
(Tpudropmermn)-1H-nupazon-1- 1H).
wi)eHnT)aneTaMua
o OH 'H AMP (300 MI'w,
o) F - =
Ay “/\@\t,: Hpom. coen. 2 JIMCO-ds) 6 0,98 (t, J=7,2
Momve E.C N " I'u, 3H), 2,10-2,20 (m, 2H),
P : 3,69 (s, 2H), 7,14 (s, 1H),
p29 N-(4-(5-(2-xnopdennn)-3- mpom. coen. 29 | T (d.J=8.4T, 2H)
-1H- -1- Cnocob A ’ ’ ’ ’ ’
(TpudTopmermn)- 1 H-nupazon-1 I 7.42-7.60 (m, 10H), 10,38
wn)penwn)-2-(4-(1,1-
(s, 1H).
auTOPIPONIIT)(HEHIIT)aLeTAMHI]
'H SAMP (300 MI'y, CDCl3)
O 50,99 (t,J=7,2 T, 3H),
cl N
L (T3 F mpom. coen. 2 | 2,08-2,22 (m, 2H), 3,72 (s,
Tprme ) F n 2H), 7,12-7,38 (m, 12H),
P30 | N-(4-(3-(2-xnopenmn)mupumun- | POM. coen. 30 | 747 (d, J = 8,4 ', 2H),
2-mn)bennn)-2-(4-(1,1- Cnocob A 7,66 (d,J=7,5Tn, 1H),
audTopnponi)heHn)aleTaMun 8,71 (s, 1H); XMAJI-MC
(m/z) 477 (M+H)".
TH SIMP (300 MT L,
O H JIMCO-ds) 60,89 (t, /=172
O N Ty, 3H), 1,90 (s, 3H), 2,15-
o) F MPOM. COenl. 2
NS {\Q\E 2,24 (m, 2H), 3,68 (s, 2H),
IIpume (N u
31 31 7,20-7,29 (m, 6H), 7,42-
N—(4-(3-(O-TOJ'IYI/IJ'I)HI/Ipa?)I/IH-z- Crocob A 8.72 (S lH) 10.28 (S lH)
) eHnT )aeTaMu XUAJI-MC (m/z) 458
(M+H)".
| TH SIMP (300 ML, CDCl)
[N ) H §0,98 (t, J=7,2 'y, 3H),
N MIPOM. COoenl. 2
Mpive Dj\/@ T . N 2,06-2,22 (m, 2H), 2,50 (s,
N F
p 32 (N npom. coen. 32 3H), 2,72 (s, 4H), 3,39 (s,

2-(4-(1,1-nudropriponun)pern)-
N-(4-(3-(4-merunmunepasus- 1 -

Crocot A

4H), 3,79 (s, 2H), 7,42-7,48
(m, 3H), 7,59 (d, /= 8,1 Ty,
2H), 7,73 (s, 1H), 7,82 (d, J
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WJT)[TUpa3nuH-2-
i) eHnT)aleTaMua

=87, 2H), 8,05 (d, /=

1,8 Ty, 1H), 8,16 (d, J=2,1

Ty, 1H); XUAJ-MC (m/z)
466 (M+H)",

IIpume
p 33

X

WP

N @ mEF

LN

2-(4~(1,1-nudropupormn)enrn)-
N-(4-(3-(4->Tunnunepasus-1-

WJI)[Tpa3uH-2-
i) eHnT)aneTaMua

IIPOM. COexl. 2
u
npom. coen. 33
Crnocob A

TH SIMP (300 MI'w, CDCl3)
50,98 (t,J=7,2 Ty, 3H),
1,23 (t, J= 6,9 T'u, 3H),
2,07-2,20 (m, 2H), 2,62-
2,73 (m, 6H), 3,40 (s, 4H),
3,79 (s, 2H), 7,43-7,47 (m,
3H), 7,58 (d, J= 8,4 T'wy,
2H), 7,69 (s, 1H), 7,83 (d, J
=8,4 Ty, 2H), 8,05 (s, 1H),
8,15 (s, 1H); XUAJI-MC
(m/z) 480 (M+H)".

ITpume
p 34

50"y

N-(4-(2-(4-xnopderun)nmupuauH-
3-un)dpenmn)-2-(4-(1,1-
nudToprporn)deHn )aeTaMua

IIPOM. coen. 2
u
npom. coen. 34
Criocob A

TH SIMP (300 MI 1,
JIMCO-de) § 0,90 (t, J =172
Ty, 3H), 2,11-2,27 (m, 2H),
3,70 (s, 2H), 7,11 (d, J= 8,4
I'u, 2H), 7,29 (d, /= 8,4 Tw,

2H), 7,33 (d, J=8,1 T’y
2H), 7,44-7,49 (m, SH),
7,55 (d, J=8,1 Ty, 2H),
7,80 (d, J=7,8 T, 1H),
8,64 (d, /=42 Ty, 1H),
10,28 (s, 1H); XUAJI-MC
(m/z) 477 (M+H)".

IIpume
p35

gy

N-(4-(4-(4-xnopdernn)mupuauH-
3-mm)penmn)-2-(4-(1,1-
nudToprponi)eHu )aeTaMuI

MPOM. COexl. 2
u
npom. coen. 35
Crnocob A

'H AMP (300 MTI,
JIMCO-ds) 5 0,90 (t, J= 6,9
I'm, 3H), 2,17-2,23 (m, 2H),
3,69 (s, 2H), 7,09 (d, J =78
Iy, 2H), 7,18 (d, /=72 Tn,

2H), 7,36-7,46 (m, 7TH),
7,55 (d,J=8,4Tu, 2H),
8,57 (s, 1H), 8,61 (d, J= 4.8
T, 1H), 10,27 (s, 1H);
XUAJ-MC (m/z) 477
(M+H)".

IIpume
p 36

Y 4

2-(4-(1,1-nudropriponun)pern)-
N-(4-(3-((25,6R)-2,6-

MPOM. Coenl. 2
)51
npom. coea. 36
Criocob A

TH SIMP (300 MI'w, CDCl3)
§0,99 (t,J =172 Ty, 3H),
1,08 (d, /= 6,3 T, 6H),
2,07-2,22 (m, 2H), 2,45 (t, J
=11,1 Ty, 2H), 3,42 (d, J =
12,3 Ty, 2H), 2,62-2,72 (m,
2H), 3,78 (s, 2H), 7,31 (s,
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IUMETHIMOP( OJIMHO ) TUPa3UH-2-
i) eHnT)aleTaMua

1H), 7,41 (d, J=7,8Tn,
2H), 7,47-7,57 (m, 4H),
7,86 (d,J= 8,4 T'n, 2H),
8,07 (s, 1H), 8,11 (s, 1H);
XUAJI-MC (m/z) 481
(M+H)".

IIpume
p37

BP
N
Cl
m%
N HO
N-(4-(3-(2-xnopdennn)nupa3us-
2-nn)penun)-2-(4-(1,1-nudrop-2-

TUIPOKCHUITPOTIII ) (pEHII )
areTaMusz

pom. coen. 3
u
npom. coen. 11
Cnoco6 B

TH SIMP (300 MIw,
JIMCO-ds) 8 1,06 (d, J =
6,3 T, 3H), 3,68 (s, 2H),

4,01-4,05 (m, 1H), 5,49 (d,
J=6,0Tn, 1H), 7,28 (d, J=
8,4 'y, 2H), 7,39-7,45 (m,
8H), 7,49 (d, J=7,8 'y,
2H), 8,69 (s, 1H), 8,77 (s,
1H), 10,29 (s, 1H); UDP-
MC (m/z) 494 (M+H)".

ITpume
p 38

Cl
H
CLIOTOy
a © F
=N

N-(4-(5-(2,4-nuxnopdenmn)-3-
metui- 1 H-nupason-1-mn)penmn)-
2-(4-(1,1-
nudToprporn)deHu )aeTaMua

IIPOM. coen. 2
u
npom. coen. 37
Crnocob A

'H SIMP (300 MI'w,
JIMCO-de) § 0,89 (t, J =172
Ty, 3H), 2,15-2,22 (m, 2H),

2,28 (s, 3H), 3,68 (s, 2H),
6,39 (s, 1H), 7,08 (d, J = 9,0
I, 2H), 7,44-7,53 (m, $H),
7,66 (s, 1H), 10,30 (s, 1H);

WDP-MC (m/z) 514 (M)".

IIpume
p 39

=
pops
L O OY\Q\/EF
N HO
N-(4-(3-(2-xn0p-4-
dTopdernn)nupasun-2-
wn)pernn)-2-(4-(1,1-nugrop-2-
THIIPOKCHUITPOTIHT ) (PEHIIT )-
aleTamus

npom. coen. 3
u
npom. coen. 38
Cnoco6 B

'H SIMP (300 MT'L,
JIMCO-ds) 8 1,06 (d, J =
6,6 T, 3H), 3,68 (s, 2H),

4,00-4,05 (m, 1H), 5,49 (d,

J=5,1Tu, 1H), 7,25-7,54

(m, 11H), 8,69 (s, 1H), 8,77
(s, 1H), 10,30 (s, 1H).

IIpume
p 40

O H
"N HO

2-(4-(1,1-nu¢rop-2-
ruapokcunponun)penmn)-N-(4-
(3-(2->3Trndennn)nupasuH-2-
i) eHnT)aleTaMua

npom. coen. 3
)51
npom. coea. 39
Crioco6 B

"H AMP (300 MT'n,
JIMCO-ds) 6 0,85 (t, /J=6,9
I'm, 3H), 1,06 (d, J=6,0 I',

3H), 2,27 (q, /=6,9T1,
2H), 3,67 (s, 2H), 4,03-4,07
(m, 1H), 5,49 (mmp.s, 1H),
7,17-7,49 (m, 12H), 8,66 (s,
1H), 8,72 (s, 1H), 10,27 (s,
1H); XUA-MC (m/z) 488
(M+H)".
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IIpume
p 4l

o

() &

N

ST mEF
L_N

N-(4-(3-(4-(2-
METOKCH3TUJI)TUTepa3uH-1-
WJT)[TUpa3nuH-2-

i) eHnT)aneTaMua

2-(4-(1,1-nu¢propriponun)pern)-

MIPOM. COexl. 2
u

npom. coea. 40
Crmocob A

'H SAMP (300 MI'n, CDCl3)
81,00 (t,J=17,8 T, 3H),
2,08-2,21 (m, 3H), 2,65-

2,71 (m, 6H), 3,33 (s, 6H),

3,60-3,64 (m, 2H), 3,80 (s,
2H), 7,43 (d, J=8,4 T,
3H), 7,50 (d, /=178 Tn,
2H), 7,56 (d, J=8,4T'n,
2H), 7,86 (d, J= 8,4 T'n,

2H), 8,06 (s, 1H), 8,15 (s,

1H); XUAJI-MC (m/z) 510

(M+H)".

IIpume
p42

[

NICN(@%(\@\EF

N-(4-(3-(4-auetnn-2-
METWIITUIIePA3HH- | -1iT) Tupa3uH-
2-un)pennn)-2-(4-(1,1-
mudroprnponin)eHun)aneTaMmun

e
H
J A
N

IIPOM. COen. 2
u

npoM. coen. 41

Criocob A

TH SIMP (300 MI 1,
JIMCO-de) § 0,90 (t, J= 17,5
Iy, 3H), 2,19-2,23 (m, 2H),

2,94-3,10 (m, 2H), 3,20-
3,35 (m, 9H), 3,73 (s, 2H),
3,74-3,84 (m, 2H), 7,47 (s,

4H), 7,72 (d,J=17,8 Tw,

2H), 7,88 (d, J=7,8 T'wy,

2H), 8,16 (d, /= 11,1 T,
2H), 10,38 (s, 1H); XUA]I-

MC (m/z) 508 (M+H)".

IIpume
p 43

>

N

, H

& N
p:/@ 0 i
(_N

2-(4~(1,1-mudroprpornmn)denr)-
N-(4-(3-(mupumMuaus-5-
WJT)TINPa3HH-2-
win)eHnn)aneTaMmug

MPOM. Coenl. 2
u

npom. coen. 42

Crnocob A

H SIMP (300 MI', CDCl3)
80,99 (t,J=17,8 Ty, 3H),
2,07-2,22 (m, 2H), 3,77 (s,

2H), 7,34-7,41 (m, 6H),
749 (d,J=17,8 T, 2H),
8,66 (d, J = 4,8 'y, 2H),
8,82 (s, 2H), 9,15 (s, 1H);
UDP-MC (m/z) 446
(M+H)".

IIpume
p 44

ooy

2-(4-(1,1-nu¢ropriponun)pern)-
N-(4-(3-(4-Pprop-2-
MeTUII(QEHUIT)TUPA3HH-2-
i) eHnT)aeTaMua

MPOM. Coenl. 2
)51
npom. coen. 43
Criocob A

TH SIMP (300 MT L,
JIMCO-ds) 5 0,89 (t, J= 17,8
Ty, 3H), 1,91 (s, 3H), 2,16-
2,18 (m, 2H), 3,69 (s, 2H),
7,03-7,07 (m, 2H), 7,04-
7,29 (m, 3H), 7,42-7,53 (m,
SH), 8,67 (s, 1H), 8,72 (s,
1H), 10,30 (s, 1H); XUA]I-
MC (m/z) 476 (M+H)".

IIpume
p45

=
O H
(N

MPOM. COenl. 2
)51
npom. coen. 38
Criocob A

'H SIMP (300 MT'w,
JIMCO-ds) 5 0,89 (t, J = 6,9
Ty, 3H), 2,16-2,22 (m, 2H),

3,69 (s, 2H), 7,28 (d, J = 8,4
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N-(4-(3-(2-xnop-4-
dTopdernn)nupazun-2-
wn)bennn)-2-(4-(1,1-
nudToprpon)eHnT )aeTaMua

T, 2H), 7,30-7,60 (m, 9H),
8,69 (s, 1H), 8,77 (s, 1H),
10,31 (s, 1H); XUAJI-MC

(m/z) 496 (M+H)".

IIpume
p 46

Gty

N-(4-(3-(4-xnopdernn)mupuaus-
4-nn)pennn)-2-(4-(1,1-
nudToprporni)eHnT )aeTaMua

IIPOM. COexl. 2
u
npom. coen. 44
Crnocob A

TH SIMP (300 MIw,
JIMCO-ds) 8 0,89 (t, J= 7,2
Ty, 3H), 2,15-2,19 (m, 2H),

3,69 (s, 2H), 7,08-7,18 (m,
4H), 7,36-7,53 (m, 9H),
8,54 (s, 1H), 8,60 (s, 1H),
10,24 (s, 1H); XUAJI-MC
(m/z) 477 (M+H)".

ITpume
p47

DIP:
gohroy

2-(4-(1,1-gudropnponur)pheHm)-
N-(4-(3-(2,4-
AUMETHII(ESHIIT ) THPA3HH-2-
W) peHUIT )aeTaMug

IIPOM. COen. 2
u
npom. coen. 45
Cnocob A

TH SIMP (300 MI'w, CDCl3)
§0,99 (t,J=17,2 Ty, 3H),
1,90 (s, 3H), 2,07-2,22 (m,
2H), 2,31 (s, 3H), 3,73 (s,

2H), 6,94-7,01 (m, 2H),
7,06-7,12 (m, 2H), 7,34-
7,39 (m, 5H), 7,49 (d, J =
7,8 T, 2H), 8,56 (s, 1H),
8,59 (s, 1H), XUAJI-MC
(m/z) 472 (M+H)".

IIpume
p 48

ooy

2-(4-(1,1-nudropriponun)pern)-
N-(4-(3-(2-¢prop-4-
MeTUI(GEHUIT)TUPA3HH-2-
i) eHnT)aleTaMus

MPOM. Coell. 2
u
npom. coea. 46
Crnocob A

'H AMP (300 MTI'1,
JIMCO-ds) 8 0,90 (t, J=7,8
', 3H), 2,17-2,25 (m, 2H),

2,33 (s, 3H), 3,69 (s, 2H),
6,91-6,97 (m, 1H), 7,12 (d,
J=72Tu, 1H), 7,32 (d, J=
8,4 ', 2H), 7,43-7,55 (m,
7H), 8,70 (d, J=9,3 'y,
2H), 10,31 (s, 1H); XUAJI-
MC (m/z) 476 (M+H)".

2 o

MPOM. COenl. 2

TH SIMP (300 MT 1,
JIMCO-ds) 5 0,88 (t, J= 7,2
Ty, 3H), 2,15-2,39 (m, 2H),
3,67 (s, 2H), 6,56 (d, J = 6,3

IIpume 51

49 e L | npow. coen. 47 I'u, 1H), 7,24-7,30 (m, 4H),
p N-(4-(1-(2-xnop-4-propdenmn) p A 7.40-7,50 (m, 6H), 7,70 (s,

6-0KCO-1,0-AUTrUAPOTUPUMHUTUH- Cnocob A 1H), 8,11 (d, /= 5,7 T,
2-wn)denmn)-2-(4-(1,1- 1H), 10,33 (s, 1H); XUAJI-

mudropriponiu)peHnT)aneTaMun MC (m/z) 512 (M+H)".

¢! TPOM. COex. 2 'H AMP (300 MIw,
ITpuwe ® H " JIMCO-ds) 5 0,89 (t, J= 7,8
p 50 o] XL O \(V)(\Q\EF npom. coen. 48 | T', 3H), 2,16-2,22 (m, 2H),
(_N

Crocob A

3,69 (s, 2H), 7,29 (d, J = 8,1

148




N-(4-(3-(2,4-
auxJaopdeHnT)mupasuH-2-
wn)bennn)-2-(4-(1,1-
nudToprpon)eHnT )aeTaMua

', 2H), 7,42-7,55 (m, 7H),
7,63 (s, 1H), 8,70 (s, 1H),
8,79 (s, 1H), 10,32 (s, 1H);
XUAJI-MC (m/z) 512
(M+H)".

O H
N HO

pom. coen. 3

TH SIMP (300 MI'w, CDCl3)
§ 1,23 (d,J=5,7 Ty, 3H),
1,91 (s, 3H), 2,31 (s, 3H),
3,72 (s, 2H), 4,13-4,17 (m,

1H), 6,95 (s, 1H), 6,99 (d, J

IIpume u
51 o coen 45 |~ 69T 1H), 7,10 (d, J =
p 2-(4-(1,1-gudrop-2- pC : 6£l].3 78 T, 1H), 7.19 (s, 1H),
rugpokcunporn)permn)-N-(4- 1oco 7.35-7.40 (m, SH), 7.50 (d,
(3-(2,4-numerund eHnn)mupa3vuH- J=81Tu, 2H), 8,59 (d, ] =
2-nn)peHunn)aneraMun 8.7 Ty, 2H): XUAJI-MC
(m/z) 488 (M+H)".
'H SAMP (300 MTI'1,
oﬁA JIMCO-ds) 8 0,63-0,70 (m,
N ’ 4H), 1,07 (d, J=6,3 T'Ly,
[Nj N 3H), 1,91-1,95 (m, 1H),
NJ\(@ g/\©£,: ont coen 3 | 308-3:12 (m, 4H), 3,49-
o N o P h M2 13,53 (m, 2H), 3,68-3,72 (m,
P N-(4-(3-(4- 2H), 3,73 (s, 2H), 4,02-4,06
p 54 npom. coen. 49
(uMKIONpONaHKapOOHMIT)- Criocob B (m, 1H), 5,47-5,51 (m, 1H),
nunepasus- 1 -uin)nupasun-2- 7,44 (s, 4H), 7,73 (d, J=8,4
wn)pennn)-2-(4-(1,1-qudrop-2- I'n, 2H), 7,90 (d, J=7,2 T,
TUAPOKCUTIPOTTHI )(HEHMIT )- 2H), 8,14 (s, 1H), 8,19 (s,
areTaMuz 1H), 10,38 (s, 1H); U1DOP-
MC (m/z) 536 (M+H)".
TH SIMP (300 MI 1,
Cl
‘@ . ¥ TIMCO-ds) 5 0,88 (t, J= 17,2
w Y . T, 3H), 2,15-2,21 (m, 2H),
N F poM. coen. 2
Mpine LN . 3,27 (s, 3H), 3,68 (s, 2H),
p55 | N-(4-G-((4-xnoppennm)(merun)- | mpowm. coen. S0 6’7_2_6’76 (m, 2H), 7,06 (d,
aAMHHO )TUPA3HH-2-11)(eHIT)-2- Crioco6 A J=6,3I'n, 2H), 7,42-7,55
(411 (m, 8H), 8,34-8,43 (m, 2H),
nudToprpon)heHnT )aeTaMu 10,24 (s, 1H); XMAZLMC
(m/z) 507 (M+H)".
TH SIMP (300 MI 1,
EP ) ' npos. coen, 2 TIMCO-ds) § 0,89 (t, J= 17,2
Mpine w i . ', 3H), 2,15-2,23 (m, 2H),
NS © F 2,57 (s, 3H), 3,72 (s, 2H),
p 56 (N npom. coer. 51

N-(4-(3-
(Oen3m(MeTHIT)aMHUHO))TUPA3HH-

Crocob A

4,42 (s, 2H), 7,12 (d, /= 6,9
Ty, 2H), 7,23-7,31 (m, 3H),
7,44-7.48 (m, 4H), 7,70 (s,
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2-un)pennn)-2-(4-(1,1-
nudToprporn)eHnT )aeTaMuI

4H), 8,08 (d, /= 6,3 T'Ly,
2H), 10,36 (s, 1H); XUA]I-
MC (m/z) 487 (M+H)".

IIpume
p 57

C
o %/TD\EF
LN
N-(4-(3-(Oen3naaMuHO)TpPa3HH-
2-un)pennn)-2-(4-(1,1-
nudToprporni)eHnT )aeTaMua

IIPOM. COenl. 2
u
npom. coea. 52
Crnocob A

'H AMP (300 MTI'1,
JIMCO-ds) 6 0,89 (t, J=17,2
I'u, 3H), 2,18-2,22 (m, 2H),

3,74 (s, 2H), 4,50 (s, 2H),
6,90-6,95 (m, 1H), 7,25-
7,32 (m, SH), 7,44-7,48 (m,
4H), 7,64 (d,J=72Tu,
2H), 7,68-7,74 (m, 3H),
7,89 (s, 1H), 10,39 (s, 1H);
XUAJI-MC (m/z) 473
(M+H)".

ITpume
p 58

? H
NH AN

N ©

LN FF
2-(4-(1,1-gudropnponrur)peHu)-

N-(4-(3-((1-
(beHIIT> THIT)aMUHO ) TUpa3UH-2-
) eHnT)aueTaMu

IIPOM. coen. 2
u
npoM. coen. 53
Crniocob A

TH SIMP (300 MIw,
JIMCO-ds) § 0,90 (t, J= 7,2
'y, 3H), 1,43 (d,/=7,2 T,

3H), 2,18-2,23 (m, 2H),
3,74 (s, 2H), 5,14-5,18 (m,
1H), 6,31-6,35 (m, 1H),
7,17 (d,J=6,3 T, 1H),
7,25-7,37 (m, 4H), 7,45-
7,49 (m, 4H), 7,65 (d, J =
7,2 T, 2H), 7,70-7,75 (m,
3H), 7,86 (s, 1H), 10,40 (s,
1H); XUAJ-MC (m/z) 487
(M+H)".

IIpume
p 59

€
N F\Q\EF
N
(R)-2-(4-(1,1-
audropnpornn)perun)-N-(4-(3-
((1-penmmTHIT)aMIHO )THpa3UH-
2-un)deHrn)aneramMmus

MPOM. COenl. 2
u
npom. coea. 54
Crnocob A

"H AMP (300 MT'1,
JIMCO-ds) 6 0,90 (t, /=7,8
I'm, 3H), 1,43 (d, J=6,6 T,

3H), 2,18-2,25 (m, 2H),
3,74 (s, 2H), 5,14-5,18 (m,
1H), 6,32-6,36 (m, 1H),
7,17 (d,J=72Tu, 1H),
7,27 (t,J=17,8 'y, 2H),
7,35(d,J=72Twu, 2H),
7,45-7,49 (m, 4H), 7,65 (d,
J=18,4Tu, 2H), 7,72-7,78
(m, 3H), 7,86 (s, 1H), 10,41
(s, 1H); XUAJ-MC (m/z)
487 (M+H)".

IIpume
p 60

@ H
WONT N
N

N

F
th

MIPOM. COoenl. 2
)51
npom. coen. 55

Crocob A

'H SIMP (300 MT'w,
JIMCO-ds) 5 0,87 (t, J= 17,5
'y, 3H), 1,41 (d, /= 6,9 T,

3H), 2,13-2,17 (m, 2H),
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nudroprpornn)dernn)-N-(4-(3-

(R)-2-(4-(1,1-

(metmn(1-
(beHmI THIT)aMUHO ) TUpa3uH-2-
i) eHnT)aleTaMua

231 (s, 3H), 3,69 (s, 2H),
5,25-5,29 (m, 1H), 7,13 (d,
J=172Tu, 2H), 7,18-7,27

(m, 3H), 7,41-7,45 (m, 4H),
7,65 (s, 4H), 8,05 (s, 2H),

10,32 (s, 1H); XUAJI-MC
(m/z) 501 (M+H)".

IIpume
p 6l

H
N

%
Ve %AQ\EF
N
($)-2-(4-(1,1-
nudropnponu)bennn)-N-(4-(3-
((1-beHnnsTHI)aMUHO)IUPA3HH-
2-un)peHun)aneTaMu

IIPOM. COen. 2
u

poM. coea. 56
Crnocob A

TH SIMP (300 MIw,
JIMCO-ds) 8 0,90 (t, J= 7,2
Ty, 3H), 1,43 (d, /=7,2 T,
3H), 2,16-2,25 (m, 2H),
3,74 (s, 2H), 5,14-5,18 (m,
1H), 6,35 (d, J=17,8 T'wy,
1H), 7,17 (t, J= 7,2 Tw,
1H), 7,27 (t, J=7,8 Ty,
2H), 7,36 (d, J=7,2 Tw,
2H), 7,45-7,49 (m, 4H),
7,65 (d, J=9,0 T, 2H),
7,72-7,79 (m, 3H), 7,87 (s,
1H), 10,41 (s, 1H); XUAJI-
MC (m/z) 487 (M+H)".

IIpume
p 62

N
(N
(8)-2-(4-(1,1-
nudropnponw)dernn)-N-(4-(3-
(metnn(1-
(EHUI3 THIT)aMHUHO ) TUPA3UH-2-
wi)(eHnT)aneTaMus

MPOM. coenl. 2
u

npom. coea. 57

Cnocob A

'H AMP (300 MTI'1y,
JIMCO-ds) 8 0,89 (t, J=17,2
I'u, 3H), 1,43 (d, J=6,3 'y,
3H), 2,16-2,25 (m, 2H),
2,33 (s, 3H), 3,72 (s, 2H),
5,29-5,35 (m, 1H), 7,16 (d,
J=172Tu, 2H), 7,22-7,29
(m, 3H), 7,44-7,48 (m, 4H),
7,67 (s, 4H), 8,08 (s, 2H),
10,34 (s, 1H); XUAJI-MC
(m/z) 501 (M+H)".

IIpume
p 63

Cl

NH
(_N
(8)-N-(4-(3-((1-(4-xnopdhenun)-

STHJT)aMHUHO )TUPA3HH-2-
wn)bennn)-2-(4-(1,1-
nudToprponi)heHnT )aeTaMuI

MIPOM. COexl. 2
nu

npom. coen. 58
Cnocob A

TH SIMP (300 MI'w,
JIMCO-~ds) 6 0,90 (t, J= 17,5
I'y, 3H), 1,42 (d,J=6,3 Ty,

3H), 2,17-2,31 (m, 2H),
3,74 (s, 2H), 5,13 (t, J= 6,3
I'y, 1H), 6,48 (d,J="7,5T'n,
1H), 7,32 (d, J=7,8T'n,
2H), 7,39 (d, J=7,8T'n,
2H), 7,45-7,49 (m, 4H),
7,65 (d, J=17,8 T, 2H),
7,72-7,78 (m, 3H), 7,85 (s,
1H), 10,42 (s, 1H); XMAJI-

MC (m/z) 521 (M+H)".
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IIpume
p 64

Cl?
NH
(_N

(8)-N-(4-(3-((1-(3-xnmopdenun)-
STHJI)aMHUHO )TUPA3HH-2-
wn)pennn)-2-(4-(1,1-
nudToprponit)eHnT )aeTaMua

IIPOM. COexl. 2
u
npom. coea. 59
Crmocob A

"H AMP (300 MT'w,
JIMCO-ds) 6 0,90 (t, J=7,2
I'm, 3H), 1,43 (d, J=6,3 I'y,

3H), 2,18-2,32 (m, 2H),
3,75 (s, 2H), 5,14 (t, /= 6,3
I'm, 1H), 6,55 (d, J=7,5Tn,
1H), 7,22 (d, /=78 T,
2H), 7,28-7,35 (m, 2H),
7,42-7,50 (m, 4H), 7,67 (d,
J=38,4Tn, 2H), 7,73-7,79
(m, 3H), 7,86 (s, 1H), 10,42
(s, 1H); XUAJ-MC (m/z)
521 (M+H)".

ITpume
p 65

Cl
H
N~ N
0 F
N F
(N

(S)-N-(4-(3-((1-(4-xnophenun)-
STHI)(METHI)aMHHO )T PA3HH-2-
wn)penwn)-2-(4-(1,1-
mudroprnponin)eHu)aneTamMmmun

IIPOM. coen. 2
u
npom. coea. 60
Criocob A

'H AIMP (300 MTI'1y,
JIMCO-ds) 6 0,89 (t,J=17,2
I'm, 3H), 1,43 (d,/=6,3 'y,

3H), 2,18-2,22 (m, 2H),
2,32 (s, 3H), 3,72 (s, 2H),
5,26-5,31 (m, 1H), 7,19 (d,
J=17.8Tu, 2H), 7,34 (d, J =
8,4 I'u, 2H), 7,44-7,48 (m,
4H), 7,65-7,69 (m, 4H),
8,08 (d,/=5,1Tu, 2H),
10,35 (s, 1H).

IIpume
p 66

e
NH
L m{F
(N

(8)-N-(4-(3-((1-(2-xnophenun)-
STHJT)aMHHO )TUPA3HH-2-
wi)enmn)-2-(4-(1,1-
nudToprporni)eHnT )aleTaMuI

MPOM. COexl. 2
u
npom. coen. 61
Crnocob A

TH SIMP (300 MI L,
TIMCO-ds) 8 0,90 (t, J= 7.2
'y, 3H), 1,41 (d, /= 6,9 T,

3H), 2,13-2,23 (m, 2H),
3,75 (s, 2H), 5,39-5,43 (m,
1H), 6,57 (d, J=7,5Tw,
1H), 7,21-7,25 (m, 2H),
738 (d,J=7,2Tw, 1H),
7.45-7,49 (m, 5H), 7,70-
7,84 (m, 6H), 10,42 (s, 1H);
XUAJ-MC (m/z) 520 (M)",

IIpume
p 67

NH N
L m{F
LN
(8)-2-(4-(1,1-mudpropriponn)-
benmn)-N-(4-(3-((1-(4-dprop-2-
METUII( SHIIT )3 THIT)aMHHO )-
npasuH-2-ui)(peHn)aneTraMmn

MIPOM. Coenl. 2
)51
npom. coea. 62
Criocob A

'H SIMP (300 MT'w,
JIMCO-ds) 8 0,90 (t, J= 7.2
'y, 3H), 1,36 (d, /=63 TL,

3H), 2,18-2,25 (m, 2H),
2,40 (s, 3H), 3,74 (s, 2H),
5,21-5,25 (m, 1H), 6,44 (d,
J=6,3 Ty, 1H), 6,92-7,01
(m, 2H), 7,39-7,50 (m, SH),
7,63 (d,J=8,4 T, 2H),
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7,74 (d, J=8,4 T, 3H),
7,86 (s, 1H), 10,42 (s, 1H).

Cl H

E;NH N -
N © F
|
N OH

pom. coen. 3

TH SIMP (300 MTw,
JIMCO-ds) 8 1,07 (d, J =
6,9 T, 3H), 1,41 (d, /= 6,9
T'u, 3H), 3,74 (s, 2H), 4,06
(wwp.s, 1H), 5,39-5,43 (m,

IIpume u 1H), 6,57 (d, J=6,9Tm,
p68 | N-(4-G-((()-1-(2-xnopdennn)- | npom. coen. 61 |  1H), 7,21-7,26 (m, 3H),
STHJT)aMHHO)THPA3HH-2- Crioco6 B | 7,36-7,46 (m, 6H), 7,70 (d,
un)pennn)-2-(4-(1,1-nu¢rop-2- J=84Tu, 2H), 7,77 (d, J =
TUPOKCHTIPOTIHIT) e HHN)- 8,4 'y, 2H), 7,84 (s, 1H),
aLeTaMu 10,42 (s, 1H); XMAJI-MC
(m/z) 537 (M+H)".
TH SIMP (300 MIw,
JIMCO-ds) § 0,88 (t, J= 7,2
I'n, 3H), 1,34 (d, J=5,7 T,
3H), 2,15-2,25 (m, SH),
H 2,32 (s, 3H), 3,73 (s, 2H),
w“ ’ . mpom. coex. 2 | 5,21-5,25 (m, 1H), 6,24 (d,
IIpume N'K,\N F u J=63Tmu, 1H), 6,88-6,90
69 - . coer. 63 7,2 =728
P (8)-2-(4-(1, 1-nudTopmporn)- fIpoM. coen (m, 2H), 7,21 (d,./=7,8 I'y,
Crioco6 A 1H), 7,45-7,47 (m, 4H),
dennn)-N-(4-(3-((1-(2,4-
7,60 (d, J=17,8 Ty, 2H),
AUMeTHII() €HUIT)3 THIT )AMUHO )-
7,73 (d,J=8,4 T, 3H),
nrpasuH-2-ui)peHn)aneraMun
7.85 (s, 1H), 10,39 (s, 1H);
XUAJI-MC (m/z) 513 (M-
H)".
TH SIMP (300 MT L,
i JIMCO-ds) § 0,90 (t, J= 7,2
'y, 3H), 1,40 (d, /= 6,9 Tw,
¢l H 3H), 2,18-2,25 (m, 2H),
NH MPOM. COenl. 2
@ g i 3,75 (s, 2H), 5,35-5,39 (m,
IIpume N F u
N 1H), 6,62-6,65 (m, 1H),
p 70 npoM. coen. 64
(8)-N-(4-(3~((1-(2-xn0p-4- Criocob A | PHI-7.15 (m, 2H), 7,35 (d,
dropdennT)sTII)aMHHO)- J=8,71Tu, 1H), 7,45-7,49
nupazuH-2-wun)penmn)-2-(4-(1,1- (m, SH), 7,67-7,85 (m, SH),
nudToprpon)deHnT )aeTaMu 10,42 (s, 1H); XUAJI-MC
(m/z) 539 (M+H)"
TH SIMP (300 MTw,
(P npom. coex. 3 | JIMCO-ds) 5 0,83-0,88 (m,
Tpume " H u 2H), 1,07 (d, J=6,3 T,
p 71 N )\(Q mpom. coex. 65 | 3H), 1,11-1,15 (m, 2H),

LN

F
g\©\f
OH

Crioco6 B

1,62-1,72 (m, 5H), 2,99-
3,13 (m, 2H), 3,10-3,15 (m,
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N-(4-(3-((uMKIIOTeKCHITMETHII )-
aAMHHO )TUPA3HH-2-11)EeHT )-2-
(4-(1,1-gudrop-2-
THIPOKCHUITPOTIHIT ) (pEHIIT)-
areTaMus

3H), 3,73 (s, 2H), 4,03
(mmp.s, 1H), 5,52 (d, /=
5,7 T, 1H), 6,25 (mnp.s,

1H), 7,42-7,46 (m, 3H),
7,57 (d, J=8,4 T, 2H),

7,69-7,75 (m, 3H), 77,91 (s,
1H), 10,39 (s, 1H).

Cl

H
N

NH
LY gA@IFF
|
(N OH

npom. coen. 3

TH SIMP (300 MIw,
JIMCO-ds) 8 1,07 (d, J =
6,9 T, 3H), 1,42 (d, /=63
'y, 3H), 3,74 (s, 2H), 4,05
(wmp.s, 1H), 5,11-5,15 (m,

IIpume u
1H), 5,49-5,53 (m, 1H),
P72 | N-(4-(3-(((S)-1-(4-xnoppemmn)- | TPOM: COSR- 38 | (o 4 7 s 1y 1),
STHJ)aMUHO )TUPA3HH-2- Criocob B 7,32-7,40 (m, 7H), 7,65 (d,
un)pernn)-2-(4-(1,1-nudprop-2- J=84Tu, 2H), 7,72-7,76
TUAPOKCUIPOTINI ) (PEeHNMIT)- (m, 3H), 7,82-7,86 (m, 2H),
aueTamun 10,41 (s, 1H).
'H SIMP (300 MT'w,
JIMCO-ds) 8 1,07 (d, J =
6,3 ', 3H), 1,42 (d, J= 6,6
?\m H 'y, 3H), 3,85 (s, 2H), 4,05
w“ - (ump.s, 1H), 5,39-5,46 (m,
'\,\,\N FK\QIF npom. coen. 3 1H), 5,52 (d, /J=6,0T'L,
Tpume 2 OH " 1H), 6,83 (d, J=6,9 'Ly,
p 73 N-(4-(3-(((S)-1-(2-xnopderun)- | mpom. coen. 66 |  1H), 7,18-7,25 (m, 2H),
5THJI)aMHHO)IMPA3HH-2-1i1)-2- Croco6 B 7,38 (d,J=7,8 Ty, 1H),
¢propdpennin)-2-(4-(1,1-nudrop-2- 7,45 (s, 4H), 7,56-7,65 (m,
THAPOKCUIIPONHI)(EeHMIT)- 2H), 7,79 (s, 1H), 7,87 (s,
aneTamuzL 1H), 8,12 (t, J=7,8 'y,
2H), 10,19 (s, 1H); UDP-
MC (m/z) 555 (M+H)".
H SIMP (300 MI'L,
JIMCO-ds) 8 1,07 (d, J =
6,9 'y, 3H), 1,37 (d, J= 6,6
anl § I, 3H), 3,76 (s, 2H), 4,05
J\(Q ?)(\@IF (wmp.s, 1H), 5,40-5,45 (m,
N7 F poM. coen. 3
Mpume I_N F o . 1H), 5,52 (d, J=6,0 'Ly,
p74 | N-4-G-(($)-1-2xnopbernn)- | npow. coen, 67 | 106624 /=72,

STHJT)aMHUHO )TUPA3HH-2-11J1)-3 -
dropdennn)-2-(4-(1,1-gudrop-2-
TUAPOKCUTIPOTTHIN ) EHIII )-
areTaMuz

Cnioco6 B

1H), 7,18-7,25 (m, 3H),
737 (d,J=72Tu, 1H),
7,45 (s, 6H), 7,73-7,78 (m,
2H), 7,90 (s, 1H), 10,61 (s,
1H); UDP-MC (m/z) 555
(M+H)".
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IIpume
p75

C
LT m)%
L_N

N-(4-(3-(6en3unokcn)nupa3uH-2-
wn)bennn)-2-(4-(1,1-
mudroprponin)peHnT)aneTaMun

MIPOM. COexl. 2
u
poMm. coen. 68
Crmocob A

TH SIMP (300 MTw,
JIMCO-ds) 8 0,89 (t, J= 7,2
Ty, 3H), 2,18-2,25 (m, 2H),

3,73 (s, 2H), 5,48 (s, 2H),
6,01 (wup.s, 1H), 7,35-7,47
(m, 8H), 7,69 (d, J = 8,4 Ty,

2H), 8,03 (d, /=8,7 L,

2H), 8,17 (s, 1H), 8,31 (s,

1H), 10,40 (s, 1H); XUA]I-
MC (m/z) 474 (M+H)".

IIpume
p76

P
N J\/@ mEF
(N
2-(4-(1,1-nudropnponn)penn)-
N-(4-(3-(1-pennmdToKCH)-
nrpasuH-2-ui)peHun)arneraMun

IIPOM. COen. 2
u
npom. coea. 69
Criocob A

H SIMP (300 MTw,
JIMCO-ds) 6 0,90 (t, J=7,2
'y, 3H), 1,63 (d, /=63 'y,

3H), 2,16-2,25 (m, 2H),
3,75 (s, 2H), 6,21-6,26 (m,
1H), 7,30-7,35 (m, 3H),
7,40-7,50 (m, 6H), 7,73 (d,
J=28,7Tn, 2H), 8,00-8,12
(m, 3H), 8,25 (s, 1H), 10,43
(s, 1H); XUAJA-MC (m/z)
488 (M+H)".

IIpume
p 77

F

5
O
L B/\Q\EF
(_N
N-(4-(3-((2-xnop-4-
¢bTopOEeH3MIT)OKCH )TUPA3HH-2-
wn)enmn)-2-(4-(1,1-
nudToprporni)eHnT )aeTaMu

MPOM. coell. 2
u
npom. coea. 70
Crnocob A

'H AMP (300 MTI'1,
JIMCO-ds) 8 0,89 (t, J=17,2
'y, 3H), 2,16-2,21 (m, 2H),

3,73 (s, 2H), 5,51 (s, 2H),
7,24-7,27 (m, 1H), 7,44-
7,48 (m, 4H), 7,55 (d, J =
8,7 'y, 1H), 7,65-7,70 (m,
3H), 8,00 (d, J=9,0 'Ly,
2H), 8,19 (s, 1H), 8,34 (s,
1H), 10,39 (s, 1H); XUAJI-
MC (m/z) 526 (M+H)".

IIpume
p78

@ N
0]
F
N)\/O 70(\©IF
OH
N-(4-(3-(OeH3wnokcH ) upa3uH-2-

(N
wn)pennn)-2-(4-(1,1-nudrop-2-
THIIPOKCHUITPOTIHIT ) (pEHIIT)-
arleTaMu

npom. coen. 3
)51
npoMm. coen. 68
Crnioco6 B

TH SIMP (300 MT L,
JIMCO-ds) 8 1,06 (d, J =
6,9 T, 3H), 3,72 (s, 2H),

4,03 (wmp.s, 1H), 5,46-5,60
(m, 3H), 7,37-7,50 (m, 9H),
7,70 (d,J=17,2 T, 2H),
8,03 (d,J = 8,4 I'y, 2H),
8,17 (s, 1H), 8,32 (s, 1H),
10,39 (s, 1H); XUAJI-MC
(m/z) 490 (M+H)".
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E H
Y (@] N F
NS © F
L_N

MIPOM. COexl. 2

TH SIMP (300 MTw,
JIMCO-ds) 8 0,90 (t, J= 7.2
'y, 3H), 1,63 (d, /=63 TL,

3H), 2,12-2,26 (m, 2H),

IIpume u 3,75 (s, 2H), 6,24-6,28 (m,
p 79 (R)-2-(4-(1,1- npoMm. coea. 71 1H), 7,24-7,49 (m, 9H),
mudroprpormn)bern)-N-(4-(3- Cmocob A 7,73 (d,J=8,4T'1, 2H),
(1-penmmaTOKCH)IMPA3HH-2- 8,05-8,09 (m, 3H), 8,25 (s,
uin)eHnn)aneTaMmug 1H), 10,44 (s, 1H); XUAJI-
MC (m/z) 488 (M+H)".
TH SIMP (300 MI 1,
JIMCO-ds) § 0,90 (t, J= 7,2
9 y 'y, 3H), 1,64 (d, /=63 T,
0 N - oomt coen 2 | H): 2,16-2.25 (m, 2H),
NN 0 F POM. COPR- 21 3 75 (s, 2H), 6,25-6,29 (m,
IIpume LN U
20 HboM. coer. 72 1H), 7,27-7,35 (m, 4H),
P (8)-2-(4~(1,1- POM. 6’1’ 7,39-7,48 (m, SH), 7,73 (d,
au¢ropnpomnn)denmn)-N-(4-(3- Crocod A J =87 T, 2H), 8,05-8,09
(1-penmmaTOKCH)IMPA3HH-2- (m, 3H), 8,24 (s, 1H), 10,43
W) peHUIT )aeTaMug (s, 1H), XUAJI-MC (m/z)
488 (M+H)".
'H AMP (300 MTI'1,
JIMCO-ds) & 0,88-0,93 (m,
SH), 1,20-1,25 (m, 1H),
V@ y 1,66 (d, J= 6,6 T, 3H),
0 N _ o coey 3 | 214-2.18 (m, 4HD), 3,75 (s,
N)\/Q/ mﬁ POM. coea. 2H), 6,73-6,77 (m, 1H),
IIpume (N u
21 HboM. coen. T3 7,01-7,05 (m, 1H), 7,12-
P N-(4-(3-(1-(2- POM. COSR- 721 7 16 (m, 2H), 7,32-7.36 (m,
LMKJIOMPOTUII(EHUIT)3TOKCH )- Crocob A 2H), 7.45-7.49 (m, 3H)
nupasun-2-un)penmn)-2-(4-(1,1- 7.75 (d, J = 8,7 T'y, 2H),
nudToprporni)eHnT )aeTaMua 8,08-8,14 (m, 3H), 8,22 (s,
1H), 10,42 (s, 1H); XUAJI-
MC (m/z) 528 (M+H)".
TH SIMP (300 MI 1,
TIMCO-ds) 8 1,07 (d, J =
. H 6,9 'y, 3H), 1,39-1,46 (m,
g )\/@ X F mpom. coen. 3 | 4H), 3,74 (s, 2H), 4,03
IIpume (N OH u (mmp.s, 1H), 5,51-5,55 (m,
p 82 npom. coen. 74 1H), 7,17 (d, J=6,9T,

2-(4-(1,1-nu¢rop-2-
ruapokcunponun)penmn)-N-(4-
(3-(1-¢heHUMUUKIIOTIPOTIOKCH )-
npasuH-2-ui)(peHn)aneTraMusn

Crioco6 B

2H), 7,25 (d, /= 6,9 Tw,
2H), 7,45 (s, SH), 7,75 (d, J
=8,7 T, 2H), 8,03-8,08 (m,
3H), 8,26 (s, 1H), 10,44 (s,
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1H); XUAJI-MC (m/z) 516
(M+H)".

IIpume
p 83

W0
LT m{F
LN
(R)-N-(4-(3-(1-2-
XJIOp(EHUIT)3TOKCH )TUPA3UH-2-
wn)pennn)-2-(4-(1,1-
nudToprporni)eHnT )aeTaMua

MIPOM. COexl. 2
u
npom. coen. 75
Crmocob A

"H AMP (300 MT'n,
JIMCO-ds) 6 0,90 (t, J=7,2
I'm, 3H), 1,64 (d, J=6,9 I'y,

3H), 2,18-2,23 (m, 2H),
3,75 (s, 2H), 6,47-6,51 (m,
1H), 7,29-7,32 (m, 3H),
7,45-7,49 (m, SH), 7,74 (d,
J=38,7Tn, 2H), 8,06-8,12
(m, 3H), 8,26 (s, 1H), 10,44
(s, 1H); XUAJ-MC (m/z)
522 (M+H)".

Cl@ H
NI N
N

(_N

F
gA@:fF
OH

npom. coen. 3

TH SIMP (300 MI 1,
JIMCO-ds) § 1,07 (d, J =
6,9 'y, 3H), 1,64 (d, J = 6,3
I'y, 3H), 3,75 (s, 2H), 4,04
(ump.s, 1H), 5,52 (d, J=5,7

Tpume u I'u, 1H), 6,47-6,51 (m, 1H),
p 84 N-(4-(3-((R)-1-(2- mpom. coen. 75 | 7,29-7,32 (m, 3H), 7,45 (s,
XJIOP(EHUIT)I TOKCH)TUPa3UH-2- Crioco6 B 5H), 7,75 (d, J=8,7T'n,
un)penun)-2-(4-(1,1-nudrop-2- 2H), 8,06-8,12 (m, 3H),
TUAPOKCUIIPOITHIT) e HIT)- 8,26 (s, 1H), 10,44 (s, 1H);
aLeTaMuL XUAJI-MC (m/z) 538
(M+H)".
H SIMP (300 MI'L,
JIMCO-ds) 8 0,90 (t, J =172
C,? ’ I'y, 3H), 1,64 (d, /=63 I'y,
E\/ON 3H), 2,12-2,27 (m, 2H),
o F MPOM. Coenl. 2
N F 3,75 (s, 2H), 6,46-6,52 (m,
IIpume LN U
85 mpom. coen. 76 1H), 7,27-7,32 (m,
P (8)-N-(4-(3-(1-(2- POM. COCA T2 1 31),7,.42-7.45 (m, SH), 7,74
XJIOP(EHNIT)3TOKCH ) TUPA3UH-2- Crocob A (d,J=5,7 T, 2H), 8,07-
umdennm)-2-(4-(1,1- 8,12 (m, 3H), 8,26 (s, 1H),
A TOPIPONILT)(hEHIIT)aLeTAMI] 10,45 (s, 1H), XUAJI-MC
(m/z) 520 (M-HY".
H SIMP (300 MTw,
JIMCO-ds) § 1,07 (d, J =
cl H 6,3 T, 3H), 1,64 (d, J= 6,9
0 npom. coen. 3
LT i T, 3H), 3,75 (s, 2H), 4,05
Hpime U " " ( 1H), 5,52 (d,J = 6,3
p 86 N OH npoM. coen. 76 HIHP-S, > ’ ’

N-(4-G-(S)-1-2-
XJIOp(EHUIT)3TOKCH ) TUPA3HH-2-
un)pernn)-2-(4-(1,1-nugprop-2-

Crioco6 B

Ty, 1H), 6,47-6,51 (m, 1H),
7,29-7,32 (m, 3H), 7,45 (s,
SH), 7,75 (d,J=9,0 T'y,
2H), 8,07-8,12 (m, 3H),
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THIPOKCHUITPOTIHIT ) (pEHIIT )-
areTaMuz

8,27 (s, 1H), 10,45 (s, 1H);
XUAJI-MC (m/z) 538
(M+H)".

IIpume
p 87

cl
H
L, o h

(0]
LT m%
(N
N-(4-(3-(2-

xJI0p¢eHOKCH ) TUpa3UH-2-
win)bennn)-2-(4-(1,1-
nudToprponi)eHnT )aeTaMua

IIPOM. COexl. 2
u
npom. coea. 77
Crnocob A

'H AMP (300 MTI'1,
JIMCO-ds) 5 1,89 (t, J=17,2
I'n, 3H), 2,16-2,21 (m, 2H),

3,75 (s, 2H), 7,28-7,35 (m,

2H),7,43-7,47 (m, SH), 7,62

(d,J=7,.8Tu, 1H), 7,76 (d,

J=18,7Tu, 2H), 8,06-8,16

(m, 3H), 8,46 (s, 1H), 10,47

(s, 1H); UDP-MC (m/z) 494
(M+H)".

ITpume
p 88

Cl

H
w0 N .
S © F
(_N oH

N-(4-(3-((R)-1-(2-xn0p-4-
MeTHII( €HIIT)ITOKCH ) TUPa3UH-2-
wn)penmnn)-2-(4-(1,1-nugprop-2-
THIPOKCHUITPOTIHI )(PEHIIT)-
areTamMus

npom. coen. 3
u
npom. coea. 78
Crnioco6 B

'H AMP (300 MTI'ny,
JIMCO-ds) 6 1,07 (d, J =
6,6 I'u, 3H), 1,62 (d, /=6,3
I'n, 3H), 2,25 (s, 3H), 3,74
(s, 2H), 4,04 (ump.s, 1H),
5,52 (d,J=15,7Tu, 1H),
6,43-6,47 (m, 1H), 7,10 (d,
J=17.8Tn, 1H), 7,27-7,34
(m, 2H), 7,45 (s, 4H), 7,74
(d, J=9,0T'u, 2H), 8,05-
8,11 (m, 3H), 8,24 (s, 1H),
10,44 (s, 1H);, XUAA-MC
(m/z) 553 (M+H)".

IIpume
p 89

N-O
/(f\
H

o N
(N

2-(4~(1,1-nudropmupornmn)denr)-
N-(4-(3-((3,5-nuMeTHII30KCa30JI-
4-MJT)METOKCH ) TUpa3UH-2-
ni)eHnn)aneTaMmug

MPOM. Coexl. 2
u
npom. coea. 79
Crnocob A

'H AMP (300 MTI',
JIMCO-ds) 5 0,89 (t, J =172
I'm, 3H), 2,11-2,19 (m, 2H),

2,21 (s, 3H), 2,43 (s, 3H),
3,73 (s, 2H), 5,29 (s, 2H),
7,43-7,48 (m, 4H), 7,68 (d,
J=8,7Tu, 2H), 7,95 (d, J =
8,7 T'u, 2H), 8,19 (s, 1H),
8,31 (s, 1H), 10,40 (s, 1H);
UDP-MC (m/z) 493
(M+H)".

IIpume
p 90

N-O
(A

O
L K\QIFF
SN OH
2-(4-(1,1-nu¢rop-2-
ruapokcunponun)penmn)-N-(4-
(3-(2-(3,5-mumeTnnu3okcazon-4-

H
N

npom. coen. 3
)51
npom. coea. 80
Crioco6 B

'H SIMP (300 MT'w,
JIMCO-ds) 8 1,07 (d, J =
5,7 T, 3H), 2,12 (s, 3H),

2,21 (s, 3H), 2,84 (t, /= 6,3
T'w, 2H), 3,74 (s, 2H), 4,04
(wwp.s, 1H), 4,48 (d, /=63
'y, 2H), 5,51 (d, /= 6,0 TL,
1H), 7,44 (s, 4H), 7,69 (d, J

158




WJT)3TOKCH ) TUPA3UH-2- =8,4Tu, 2H), 7,89 (d, J =
1T )(eHUIT)aleTaMu L 8,1 I'u, 2H), 8,14 (s, 1H),
8,27 (s, 1H), 10,41 (s, 1H):
WDP-MC (m/z) 523
(M+H)".
TH AMP (300 M,
(P\ JIMCO-ds) 6 1,04 (d, J =
o Y 6,3 T, 3H), 3,70 (s, 2H),
ST s | it
ITpume Z OH > b > ’ >
p 9l N-(4-(3-((2- npom. coen. 81 7,50-7,54 (m, 2H), 7,66 (d,
XJIOPOEH3MIT)OKCH ) TUPa3UH-2- Croco6 B J=38,1T'n,2H), 8,00 (d, /=
wi)pennn)-2-(4-(1,1-qudrop-2- 8,4I'n, 2H), 8,17 (s, 1H),
TUAPOKCHUITPOTTIIT ) heHMIT)- 8,31 (s, 1H), 10,38 (s, 1H);
ALeTAMI XUAJI-MC (m/z) 524
(M+H)".
TH SIMP (300 M,
N JIMCO-ds) 6 1,07 (d, J =
] 6,0 T, 3H), 2,30 (s, 3H),
SiL § 3,32 (s, 2H), 3,74 (s, 2H),
Nw E/\Q:EF npow. coen, 3 | 05 (wps, TH), 457
Tpuve (N oH (urup.s, 2H), 5,52 (d, J =
p 92 2-(4~(1,1-nmu¢prop-2- poM. coex. 82 6,0 T'u, 1H), 7,44 (s, 4H),
rugpokcunponun)henns)-N-(4- Cnoco6 B 7,67 (d,J=84In, 2H),
(3-(2-(4-meTunTHazon-5- 7,90 (d,J=8,4 I'u, 2H),
8,14 (s, 1H), 8,28 (s, 1H),
WJT)3TOKCH )TUPA3HH-2-
8,84 (s, 1H), 10,41 (s, 1H);
i) eHnT )aueTaMua
WDP-MC (m/z) 525
(M+H)".
TH AMP (300 ML,
TIMCO-ds) 8 1,07 (d, J =
(P 6,6 ', 3H), 1,18-1,45 (m,
5 H 6H), 1,72-1,82 (m, 5H),
N)\/Q/ 70(\©f|: npom. coer. 3 3,73 (s, 2H), 4,06 (wup.s,
LN 1H), 4,19 (d, J= 6,0 T'ny,
IIpume OH
p 93 N-(4-(3- npom. coen. 83 2H), 5,49(d, /=6,0T'w,
(UMK JTOTEKCHUIIMETOKCH )ITHPA3HH- 1H), 7,44 (s, 4H), 7,71 (d, J
2-un)pennn)-2-(4-(1,1-gudTop-2- =9,0Tw, 2H), 8,02 (d, /=
TUAPOKCUIIPOTININ)(PEeHMIT)- 8,7T'u, 2H), 8,12 (m, 1H),
alleTaMu 8,26 (s, 1H), 10,39 (s, 1H);
HUDP-MC (m/z) 496
(M+H)".
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N

TH SIMP (300 MIw,
JIMCO-ds) 5 1,07 (d, J =

2-(4-(1,1-macrop-2-
ruapokcunponun)penun)-N-(4-
(3-((($)-1-(2,4-numeTnndenun)-
STHJT)aMUHO ) TUPA3UH-2-
win)eHnT )aneTaMus

npoM. coen. 63
Cnoco6 B

5,7 T, 3H), 3,50-3,55 (m,
& ] 2H), 3,73 (s, 2H), 3,84-3,88
N N - mpom. coen, 3 (m, 2H), 4,05 (mmp.s, 1H),
Mprvie Nl)\(@ K\Q:EF y 4,30-4,35 (m, 1H), 4,36 (s,
N OH 2H), 5,47-5,51 (m, 1H),
p 94 npom. coea. 84
N-(4-(3-(3-(Oensunokcu)- Crioco6 B 7,26-7,30 (m, SH), 7,45 (s,
azeTuanH- | -un)nupazua-2- 4H), 7,53 (d, J=8,4T,
wi)pennn)-2-(4-(1,1-qudrop-2- 2H), 7,69 (d, J=8,4T,
TUAPOKCUIIPOTTIIN ) (pEHMI )- 2H), 8,02 (s, 1H), 8,07 (s,
areTaMu 1H), 10,37 (s, 1H); UDOP-
MC (m/z) 543 (M-H)",
TH SIMP (300 MI 1,
JIMCO-ds) 6 1,07 (d, J =
6,6 T'u, 3H), 1,36 (d, /= 6,9
H I'u, 3H), 2,19 (s, 3H), 2,19
NH N (s, 3H), 3,74 (s, 2H), 4,08
N)\Q g\©£F mpom. coen. 3 | (wmp.s, 1H), 5,23-5,27 (m,
IIpume N HO u 1H), 5,48-5,52 (m, 1H),
p 95

6,20-6,24 (m, 1H), 6,89-
6,93 (m, 2H), 7,21-7,26 (m,
2H), 7,45 (s, 4H), 7,62 (d, J
=9,0Tw, 2H), 7,74 (d, J =
7.2 T, 2H), 7,87 (s, 1H),
10,39 (s, 1H); XMAJI-MC
(m/z) 531 (M+H)".

IIpume
p 96

o 2

) H

N N

NS F\Q\EF
L_N

N-(4-(3-(4-
(umkonponaHKapOOHMIT)-
nunepasus- 1 -uin)nupasun-2-
wn)enmn)-2-(4-(1,1-
nudToprpon)eHnT )aleTaMuI

MPOM. COenl. 2

u

npom. coea. 49

Cnocob A

TH SIMP (300 MI L,
JIMCO-ds) 6 0,66-0,76 (m,
4H), 0,90 (t, J=7,2 T,
3H), 1,91-1,95 (m, 1H),
2,19-2,46 (m, 2H), 3,08-
3,12 (m, 4H), 3,48-3,52 (m,
2H), 3,65-3,72 (m, 2H),
3,74 (s, 2H), 7,47 (s, 4H),
7,73 (d, J = 8,4 T, 2H),
7,90 (d, J=9,0 T, 2H),
8,15 (s, 1H), 8,20 (s, 1H),
10,39 (s, 1H).

IIpume
p 97

o

H
N

NH
NS o
LN FF

2-(4-(1,1-nudropriponin)pern)-

N-(4-(3-((2-ruppoxcu-1-

MIPOM. COoenl. 2
)51
npom. coen. 85
Crniocob A

TH SIMP (300 MTw,
JIMCO-ds) 8 0,90 (t, J= 7.2
T, 3H), 2,14-2,25 (m, 2H),
3,34-3,38 (m, 1H), 3,56-
3,61 (m, 1H), 3,74 (s, 2H),
4,83 (wup.s, 1H), 5,52
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(beHII THIT)aMUHO ) Tpa3uH-2-
i) eHnT)aleTaMua

(wnp.s, 1H), 6,02 (d, J= 4,8
Ty, 1H), 7,25-7,35 (m, 6H),
7,47 (s, 3H), 7,53 (d, J= 8,7
Ty, 2H), 7,71 (d, J=8,7 Tw,
2H), 7,81 (s, 1H), 7,96 (s,
1H), 10,39 (s, 1H).

IIpume
p 98

H
w0 N OH
N )\(@ FOX
(_N FF
2-(4-(1,1-nu¢rop-2-
ruapokcunponun)penun)-N-(4-
B-((R)-1-(2,4-
IUMeTHI(EeHNIT )3 TOKCH ) TUPa3HH-
2-un)peHunn)aneTaMun

pom. coen. 3
u
npom. coea. 86
Crnioco6 B

"H AMP (300 MTI'n,
IMCO-ds) 6 1,07 (d, J =
6,3 I'y, 3H), 1,59 (d, /=6,3
I'n, 3H), 2,20 (s, 3H), 2,34
(s, 3H), 3,56 (s, 1H), 3,74
(s, 2H), 4,04 (mump.s, 1H),
5,50 (d,J=6,3Tw, 1H),
6,35(d, /=691, 1H),
6,91-6,98 (m, 2H), 7,23 (d,
J=17.8Tn, 1H), 7,45 (s,
4H), 7,73 (d, J=8,1 I'Ly,
2H), 8,08 (d, J=8,1 I'Ly,
2H), 8,22 (s, 1H), 10,41 (s,
1H).

IIpume
p 99

2-(4-(1,1-nudropriponun)pern)-
N-(4-(3-(4-(oxceran-3-
WI)IAnepa3uH- 1 -uin)nupasun-2-
i) eHnT)aleTaMu

MPOM. coenl. 2
u
npom. coea. 87
Crnocob A

TH SIMP (300 MT L,
JIMCO-ds) 5 0,90 (t, J= 17,5
'y, 3H), 2,18-2,28 (m, 6H),

3,08-3,12 (m, 4H), 3,34-
3,44 (m, 1H), 3,73 (s, 2H),
439 (t,J=63 Ty, 2H),
4,50 (t,J= 6,3 T, 2H),
7.46-7,50 (m, 4H), 7,70 (d,
J=8,7Tu, 2H), 7,85 (d, J =
8,1 Ty, 2H), 8,12 (s, 1H),
8,16 (s, 1H), 10,37 (s, 1H);
XUA-MC (m/z) 508

(M+H)".

dapmakogornyeckass akTHBHOCTb

buosornyeckoe ucciie1oBaHue

HpOBOI[I/IJ'II/I CKPUHUHT COeI[PIHeHPIfI, OIIMCAaHHBIX B HACTOALIEM I/1306peTeHI/II/I, B OTHOLICHHUHU

AKTUBHOCTH

monynsatopa  ROR-ramma

C

MPUMEHEHUEM

uccnenosanuss TR-FRET

(LanthaScreen™, noctynuo B Invitrogen, Carlsbad, CA) cornacuo onucanuto JBC 2011, 286, 26:

22707-10; u Drug Metabolism and Disposition 2009, 37, 10: 2069-78.

Hccnenosanne TR-FRET ROR-ramma:
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Hccnenosanne OCHOBaHO Ha TOM IpPHHLIMIE, YTO CBsi3biBaHUE aroHucta ¢ ROR-ramma
BBI3BIBACT M3MEHEHNE KOH(OpPMALK BOKPYT CITUpa 12 B TUTaHA-CBA3BIBAIOIIEM IOMEHE, YTO
NPUBOIUT K yBeNWUeHHIO aPUHHOCTH K KOakTHUBAaTOpHOMY menTunay. lIpm mocTosHHOM
nopaepkaHuy akTUBHOCTH ROR-ramMma npoMCXONUT PEKPYTUHI KOAKTHBATOPHOIO MENTHIA
dayopecuenHa-D22, ucrnonb3yemMoro B HCCIENOBAHWUU, B OTCYTCTBHE juraHaa. CBs3bIBaHUE
KOAKTUBAaTOPHOrO nentuja Bbi3biBaeT ysenmuueHue curHana TR-FRET, mpu 5ToM cBs3biBaHUE
AHTarOHMCTA CHUXKAET PEKPYTUHI KOAKTHUBATOPHOIO MENTHAA, YTO NPUBOAUT K YMEHBLICHHIO
curnana TR-FRET 1o cpaBHEHHIO ¢ KOHTPOJIEM, TA€ HE UCNIONB3YIOT coeauHenue. Mcenenosanue
NPOBOJWIN TPHU TTOMOLIH ABYXCTAAUHHOTO Croco0a, BKIIOYAOLIETr0 CTaUI0 MPEaBAPUTENbHON
MHKYOallud COBMECTHO C COEAMHEHHEM M TMOCIEYIOUIYI0 CTaaAMI0 JETeKTHUPOBAHUSA NpU
nobasnennn MedeHHoro tepoOuem (Tb) anrurena k GST u MeueHHBIX (IyOopecHEUHOM

¢dropodopoB B kauecTBe aKLENTOPA.

Hccnenyemple CcOeIMHEHUs WM COEAUMHEHMs cpaBHeHus, Takue kak T0901317
(Calbiochem), pactBopsiiu B numetuincyibdokcuae (AMCO) ans monyuenust 10,0 MM MaTO4HBIX
pacTBOpPOB W pas3daBisuiM 10 KenaeMmoil kKoHUeHTpauuu. KoneuHas koHuentpauusi [IMCO B
peakuuOHHOM cMecH cocTtasisiia 4% (00./00.). Uccnenyemyro cMech MOyYaiu MyTeM CMELIeHUs
10 sM mevennoro GST nurann-ceszeiBatoumiero nomena (LBD) ROR-ramma B Oydepe mns
uccnenosanusi, conepxkamem 25 MM HEPES (pH 7,4), 100 MM NaCl, 5 MM DTT u 0,01% BCA
COBMECTHO C COEJUHEHHEM B JKEJIAeMOU KOHIEHTpAIlMu Wiu Oe3 Hero. PeakIMOHHYIO CMeCh
uHkyOuposanu npu 22°C B Teyenne |1 daca. Ctaauio mpeaBapuTesbHOW MHKyOAMK OOpbIBAIU
nyTeM n0OaBJIEHUs] NETEKTUPYIOLIEH cMecH, conmepkameii 300 HM KOaKTHBATOPHOTO MENTHIA
dbayopecuenna-D22 u 10 MM anturena k GST, medennoro Tb, npoussoacrea Lantha Screen, B
pPEaKkUMOHHYIO cMechb. llocie BCTpAXMBAaHUST B TEYEHHE S5 MUHYT PEAKIHUOHHYID CMECh
JOTIOTHATEIFHO MHKYOUPOBAJIH B TeUeHUe | 4aca mpu KOMHATHOM TeMITepaType 1 aHAJIU3UPOBAIU
npu 4°C nHa aHajmuzatope Infinite FS00 coriacHO WHCTPYKIUSIM, COAEp KAIIUMCS B Habope
(Invitrogen). AKTMUBHOCTb HCCIIEAYEMOTO COSIMHEHUs B Ka4eCTBE MHTHOWTOPA BBIYMCISUTH HA
ocHoBaHuu orHOmeHuss curHajioB TR-FRET 520/495. AKTUBHOCTb BBIMUCISUTA B TMPOIEHTAX
OTHOCHUTEJIbHO KOHTPOJBHOW peakiuoHHOW cMecu. 3HaueHus [Cso BBIYUCISUIA O KPUBBIM
3aBUCUMOCTH J103a-OTBET MPU TOMOILIM aHAJIN3a HEJIWHEWHOH perpeccur ¢ NPUMEHEHUEM

nporpammHoro odecneuenust GraphPad Prism.

ITonydeHHble COEOMHEHMs] HWCCIEAOBAIM TPU TMOMOIIM OMUCAHHOTO BBIIE Croco0da,
pe3ysbTaThl npuBeneHbl B Tabmune 1. B Tabnuie npuBeneHbl 3HAYEHHWS] WHTUOMPOBAHUS B

npoueHTax npu koHueHtpauusx 1,0 MkM um 10,0 MxM, a Taxxe ommcanme ICso (HM) mnst
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HEKOTOpPbIX TpuMepoB. bpuio mokaszano, uyto coemunenus umeror ICso menee 500 HM,

npennoutuTesibHo Meree 100 HM, Gonee nmpenmoutuTebHO MeHee SO HM.

B Tabmmue 1 npusenens! 3HaueHust ICso (HM), rne “A” otHocurcs k 3HadeHHto 1Cso MeHee
50 HM; “B” otHocutcs k 3HaueHnio ICso B muamnazone ot 50,01 mo 100,0 HM; “C” oTHOCHUTCS K

3HayeHusM ICso ot 100,01 go 500,0 HM, u “D” otHocuTCs k 3HaueHusiM ICso 6onee S00 HM.

Tabnuua 2: Pe3ynbTaThl CKpUHUHTA i1-Vilr'0

HNuruéuposaunmne, %,
Ne n/m Ipumep npu Huanazon ICso
1 MM 10 mxM
I. ITpumep 1 80,93 81,51 A
2. IIpumep 2 76,07 82,71 A
3. ITpumep 3 73,97 84,76 B
4. ITpumep 4 60,73 77,81 D
5. ITpumep 5 81,48 84,41 A
6. ITpumep 6 87,42 86,39 A
7. ITpumep 7 82,98 86,21 A
8. ITpumep 8 73,56 85,3 C
0. ITpumep 9 55,24 72,12 D
10. ITpumep 10 78,16 82,96 B
11. Ipumep 11 78,76 83,8 A
12. ITpumep 12 85,57 83,01 A
13. ITpumep 13 82,69 84,39 A
14. ITpumep 14 74,44 83,84 C
15. ITpumep 15 72,19 80,64 C
16. ITpumep 16 69,91 60,55 -
17. ITpumep 17 60,46 74,44 -
18. ITpumep 18 32,41 71,16 -
19. ITpumep 19 42,16 48,79 -
20. ITpumep 20 65,47 78,01 -
21. IMpumep 21 37,41 38,32 -
22. ITpumep 22 46,68 56,2 -
23. ITpumep 23 36,56 68,59 -
24. ITpumep 24 61,61 83,62 -
25. ITpumep 25 18,89 59,74 -
26. ITpumep 26 71,91 79,57 C
27. ITpumep 27 78,57 83,46 A
28. ITpumep 28 73,7 77,57 C
29. ITpumep 29 77,07 79,83 A
30. ITpumep 30 81,32 82,48 A
31 ITpumep 31 77,74 81,65 A
32. ITpumep 32 15,29 65,07 -
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Huruouposanue, %
p y /0,

Ne n/m Ipumep npHu Huanazon ICso
1 MM 10 MM
33. ITpumep 33 27,32 75,76 -
34. ITpumep 34 57,91 66,83 -
35. ITpumep 35 72,79 73,32 C
36. ITpumep 36 2,6 83 -
37. ITpumep 37 71,1 73,5 A
38. ITpumep 38 70,7 74,9 C
39. ITpumep 39 65,5 72,8 -
40. ITpumep 40 71,4 76,9 A
41. ITpumep 41 4,2 48,7 -
42. ITpumep 42 51,9 76,1 -
43. ITpumep 43 12,21 33,58 -
44. ITpumep 44 76,87 84,14 A
45. ITpumep 45 81,09 80,8 A
46. ITpumep 46 69,96 77,08 -
47. ITpumep 47 82,32 82,33 A
48. ITpumep 48 79,22 84,07 A
49. ITpumep 49 83,95 88,78 A
50. ITpumep 50 83,15 82,98 A
51. ITpumep 51 73,23 81,03 A
52. ITpumep 52 78,62 84 A
53. ITpumep 53 70,49 77,01 A
54. ITpumep 54 23,1 42,4 -
55. ITpumep 55 56,5 64,6 -
56. ITpumep 56 73,44 85,81 C
57. ITpumep 57 69,4 85,2 -
58. ITpumep 58 80,3 90,7 C
59. ITpumep 59 58,65 79,73 -
60. ITpumep 60 69,57 82,97 C
61. IMpumep 61 84,15 91,38 B
62. ITpumep 62 65,6 84,79 -
63. ITpumep 63 86,85 91,23 B
64. ITpumep 64 76,23 84,93 C
65. ITpumep 65 76,06 83,2 C
66. ITpumep 66 88,41 90,15 A
67. ITpumep 67 87,89 92,37 A
68. ITpumep 68 93,52 96,9 A
69. ITpumep 69 97,05 97,09 A
70. ITpumep 70 94,1 93,75 A
71. ITpumep 71 20,49 73,7 -
72. ITpumep 72 86,9 93,39 A
73. ITpumep 73 78,51 89,22 C
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Nuruéuposaunmne, %,
Ne n/m Ipumep npHu Huanazon ICso
1 MM 10 MmxM
74. ITpumep 74 79,25 89,87 B
75. ITpumep 75 75,7 84,25 B
76. ITpumep 76 78,06 87,5 C
77. ITpumep 77 80,49 73,7 A
78. ITpumep 78 89,59 93,87 A
79. ITpumep 79 69,54 85,85 C
80. ITpumep 80 69,47 86,27 C
81. ITpumep 81 83,18 88,3 C
82. ITpumep 82 37,88 80,06 -
83. ITpumep 83 79,67 78,18 B
84. ITpumep 84 83,77 81,93 B
5. ITpumep 85 74,77 79,6 C
86. ITpumep 86 84,51 86,05 B
87. ITpumep 87 16,28 32,43 -
88. ITpumep 88 87,37 85,55 A
89. ITpumep 89 58,75 74,57 -
90. ITpumep 90 90,71 93,86 A
91. ITpumep 91 79,34 82,61 A
92. ITpumep 92 83,54 88,04 B
93. ITpumep 93 86,56 94,07 C
94. ITpumep 94 15,85 45,59 -
95. ITpumep 95 93,66 95,43 A
96. ITpumep 96 47,68 77,2 -
97. [Tpumep 97 22,5 46,22 -
98. ITpumep 98 89,55 89,01 A
99. ITpumep 99 79,16 91,88 B

(--): He onpenensn
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POPMYVYJIA U3OBPETEHUA

I. Coenunenne popmynsl (I)

(Rz)"\‘—L

(R)q
X \ / A
4 I/ F
(R ) (R F
Ra
R “R!

)
5 WM ero TayToMmep, CTepeon3oMep Wi (papMaLeBTHUECKH IPUeMIIEMasi COJlb, Te

KOJIBLIO A BBIOPaHO 3

konb1o B BeiOpano u3 Cs.¢ uukioankmia, Ce.14 apuna, 3-15-4J€HHOTO reTeponuKInIa 1

10  5-14-uneHHOro rerepoapuia;
L oTcyTcTByeT uau mpencTasisier coboit y*—X—(CRRY)—*,; X Bwibpan us O, NR*!' u
Omon
2
KaXIbIH U3 X, Y U Z IPEICTABIISIET COOOM MEeCTO MPUCOESTUHEHUS,
R! BuiGpan u3 rugpokcuna, Ci-s ankuna u C1.3 aTKOKCH,

15 B KaXI0M cliyuae R? He3aBUCHMO BLIOpaH M3 LIHAHO, ranoreHa, rugpokcuna, Ci.g ankuna,
Ci.g ankoxkcu, Ci-g ankokcu-Ci.g ankuma, ramoren-Ci.g ankunia, rajoren-Ci.g aaKOKCH, THAPOKCH-
Cis ankuna, C(O)Cig ankuna, Cs.s muknoankuna, C(O)Css nmknoankuna u 3-15-4ieHHOrO

FETCPOLUKITNICCKOro KOJIbLIa,

B Kax10M ciyuae R’ HesaBucumo BbiOpaH u3 rajorena, muaHo, Ci.g ankuna; ranored-Ci.s

20  ankwmiaa u Cs.¢ IIMKIJIOAJIKUIA,
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B Kax1oM ciyuae R* nesaBucumo BoiOpan u3 ranorena, muaso, Ci.g ankuna; ranored-Ci.s

ankuja u Cs.g MUKJIOAJIKHJIA,

B Kax10M ciyuae R’ He3aBucuMo BbIOpaH 13 rajorena, uano, Ci.g ankuna; ranoren-Ci.s

ankuja u Cs.g MUKJIOAJIKHJIA,

KZl)I(I[beI m R*u Rb KOTOPbIE MOTI' OBITD OAHMHAKOBBIMH MJIK PAa3JIMYHBIMU, HE3aBUCHUMO
2 2

BbIOpaH u3 Bogopozaa u Ci.g ankuna;

kaxplii n3 R* u RY, koTopbie MOTyT OBITH OJMHAKOBBIMH HJIH PA3JIMYHBIMU, HE3ABHCUMO
BeIOpaH u3 Bogopoaa, Cig ankuna u ruapokcu-Ci.g ankuna;, um R* u RY coBmecTHO ¢ atomom

yrjiepoaa, K KOTOpOMY OHH MPUCOEIUHEHBI, 00pa3yIoT 3-6-ujieHHOe IIUKJIOAIKUIBHOE KOJBIIO;
R*! Bri6pan u3 Bonopona unu Ci-g ankuna;
‘n’ pasHo 0, 1, 2 wu 3;
‘m’ paBHO 0, 1 um 2;
‘P’ paBrHo 0, 1 unum 2,
‘q’ paBHo 0, 1, 2 wnu 3, u
‘t” paBuo O, 1, 2 v 3.

2. Coenunenne mo m. 1, oTiuYaromeecs TeM, 4YTO KOJbIO B mpexncraenser coOoit

HUKJIOTeKCWI,  (peHus,  6-0kCo-1,6-TUrHAPONMPUANHWII,  MUNEPUAMHWI,  [UMEPA3SHHUIL,

MOp(I)OJ'II/IHI/IJ'I, HN30KCa30JINJI, MUPA30JIUII, TUA30JUII, TUPUAUHWIT UJIIH TUPUMHUAUHUIL.

3. Coenunenue no m.o. 1 unu 2, oTnuyaroineecs: Tem, 4To L oTcyTcTBYyeT.

y *\N/*z

4. Coenunenue o m.o. 1 wm 2, oTnyaroineecs Tem, uto L npencrasisier coboi

Z Z Z
A N M N
" J § LNy SNy ~N i
Y : | | " |
Y~y

sk
y\N

*
| H H y* y* y* y* Y ™o

2 2 2 2 > 3 2 2 2

z 0
yA
. e & -
o~ My o/L o 6 HN/K/OH
% | i * Z I
y \O y % VN * * .

I
* y

2 2 2 2 > 2
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5. Coenunenue 1o moboMy u3 m.n. 1-4, orauyaromeecs Tem, uto R' mpencrasnser co6oit

TUIPOKCUJT, METUJI UJTH METOKCH.
6. Coenunnenue no qrodomy u3 .. 1-5, oTingaromeecs Tem, 4To 'n' paBHo 0.

7. Coenunenue 1o mo060oMy M3 ILIL 1-5, OTAMUArOIIeecs TeM, YTO Kakablii R? He3aBHCHMO
npencrasisier codoit umano, F, Cl, merwn, 5TuUi, METOKCH, METOKCUATHI, TPU(PTOPMETHIL,

mukJionporui, C(O)mermn, C(O)MKIONpOnuI Wil OKCeTaH-3-1L, U ‘n’ paBHO | wmm 2.
8. Coenunnenue no arodbomy u3 .. 1-7, otnngaromeecs Tem, 94To 'm' paBHo 0.

9. Coenunenue 110 qo6oMy u3 m.n. 1-7, oTauyaroimeecs TeM, uto R mpexacrasiser coGoit

MeTusI, mpem-0yTua uinu TpudropmeTu, 1 ‘m’ pasHo 1.

10. Coenunenue no modomy u3 m.1. 1-9, oriauyaromieecst Tem, 4to 'p' paBHo 0.

11. Coenunenue no mobomy u3 m.n. 1-9, ornuyaromeecs Tem, uto R* npencrasnser coboii F,
u p pasHO 1.

12. Coenunenne 1o mobomy m3 mm. 1-11, ornmyaromeecss Tem, uro omuH u3 R? u RP

npencTaBisieT coO0i BOMOPOA, ¥ APYTrOi MpeacTaBiIsieT cOO0H BOAOPOA MIIH METHIL.

13. Coenunenne 1o mobomy u3 . 1-12, oramgaromeecst Tem, uto R? u R® mpencrasmsor

co0oit BOIopoI.

14.  Coenunenue o yobomy u3 m.m. 1-12, orauuaromeecs: Tem, uto R? npencrasser codoi

sozmopon, u R® mpencrasnsier coboit MeThL.

15. Coenunenne no mobomy u3 1.1. 1-12, ornmuaromeecst Tem, uto R! npencrasiser coboit

merun, R? npencrasnser coboii Bogopoxn, u R® npencrasnser coboii Boxopo.

16. Coenunenne no mobomy u3 m.1. 1-12, ornuuaromeecst Tem, uto R! npencrasiser coboit

rugpokcu, R? mpencrasmster coboit Bomopon, u R® mpencrasnser coboii MeTwui.
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A=,

3 o
17. Coenunenne no m.l, ornuuarolieecs TeM, UYTO (Rm MpencTaBisier codoi

i U U T T i v
VN T | N fi/ N © \|r s /N/;x
L/N | G N A N/ N K/N —N

WIH N=

(R, B ;§

18. Coenunenue no mn. 1, ornuyarouieecs TEM, 4TO NpPeNCTaBisieT COOOi
ikiorekcwn, Genwn, 2-xnopdenun, 3-xmopdenun, 4-xnopdenmn, 4-umaHopeHwn, 2-
ktonponuiadenun, 2,4-nuxnoppenun, 2-xnop-4-propdennn, 4-xmop-2-propdpenun, 2-xaop-4-
mermnpennn, 2,4-mudropdpennn, 3,4-nuprtopdenun, 2.4-mumermndenun, 2-3tundenwn, 2-
dropdenun, 4-propdennn, 2-prop-4-merundenun, 4-prop-2-meTundeHm, 4-MeToKCupeHuI, 4-
(TpudTopmermn)penus,  O-TONywiI,  A-TOJyHJ,  4-aueTwianunepasuH-l-win,  4-anerun-2-
MeTUINHNepasuH- 1 -u, 4-(muknonponankapOoHmw)nunepasus-1-un, 4,4-npudropnunepuans-1-
w1, 4-sTunnunepasus-1-wi, 4-merwinunepasus-1-mwn, 4-(2-merokcusTwi)nunepasus-1-mn, 1-
MeTUJI-6-0KCO-1,6-auruaponupuauH-3-ui, 4-(okceraH-3-wi)nunepasus-1-mi, mMopdoarnH-4-ui,
(28,6R)-2,6-numetunmopdonun-4-ui, 3,5-nuMerunu3okcazon-4-un, 1-metun-1H-nupazon-4-u,

4-MeTUITUA30JI-5-UJ1, TUPUIUH-4-1JT UM TUPUMUANH-5-1I1.

19. CoenuHeHue 1o 1. 1, OTIMYAr0IIeecs TeM, YTO

| N | N| /
KOJIBIIO A TIpencraBisieT coOoi k/ A Z N

¥ j” 3 .
\ X‘\ O, N X‘\ . y .
\|r Ve N Nﬁ/""
N ’ N ’ ;_N/ \N_ ;

KONbIIO B mpencrasisier coOoi HUKIOTEKCHI, (eHII, 6-0KCO-1,0-TUruapOmHpPUINHILL,

501041

MUNEPUAUHNUIL, NMUIICPAZUHNUII, MOp(bOJ'II/IHI/I.]'I, N30KCA30JIWJI, TUPA30JIUII, THA3O0JIWI, MUPUINHUIT

WM MAPUMUAWHAIT,
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L otcyTcTBYeT MM nipencTaBisier codboi I H H

J‘ /[ /L Fz # 2
FA

ll,/l Ill// /L * 7 /E o .'l'/I/ OJ\
, L %

R! npencrasnser coboil TMAPOKCHI, METU UM METOKCH,

5 R? mpencrasnser coboit 1mmano, F, Cl, MeTun, 5TUN, METOKCH, METOKCHATHII,

tpudTopmeru, muknonpornui, C(O)mernn, C(O)IMKIONPONNI WK OKCETaH-3-1T;
R3 npencrasnser coboii MeTu1, mpem-OyTUI Uil TPUPTOPMETHIT,
R* npencrasnser coboii F;
R? mpencrasnsier coboii BOOOpox;
10 R® NpeACTaBIsieT COOOW BOIOPOI MIIH METHUT,
‘n’ paBuo 0, 1 wu 2;
‘m’ paBHO O unu 1;

‘p’ paBHo O unu 1; u

‘q’ pasHo 0.
15 20. Coenunenue 0o n. 1, oTIHYAKOIIEECs TEM, YTO
E ¥ Y v~
g_@_§ i YO e X X
' : ) L/N | Nl Z
Rm npencTaBaser coGoil NF , 7 , = Y ,

[ ;’-- .

N ° AN N '
N \[i/ ﬁ —N/ %N\ b

Z R 50051 N== it
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R%),— B ;§ .
NpeCTaBisieT COOON HUKIIOTeKCHII, (heHuI, 2-xyopdeHut, 3-xmopheHu, 4-

xiopdenmn, 4-unanodenn, 2-uuknonponwidennn, 2,4-muxnopdenun, 2-xnop-4-propdenmn, 4-
xjaop-2-propdpenmn, 2-xmop-4-mermndenun, 2.4-nudropdenwn, 3, 4-nudrtopdpenmn, 2.4-
muMermngennn, 2-stungennn, 2-proppennn, 4-propdenun, 2-prop-4-merundennn, 4-prop-2-
metundenns, 4-merokcudennn, 4-(tpudprtopmerwn)beHms,  O-TONYHI,  A-TONyWiI,  4-
aLeTuInunepasus-1-u, 4-aneTun-2-MeTununepasul-1-uim, 4-
(umknonponankapOOHUI)unepasuH-1-un, 4,4-nupropnunepuaus-1-nn, 4->3THnnunepasus-1-
wi, 4-merwnnunepasus-1-mn,  4-(2-merokcudTmin)nunepasus-1-un,  1-mMeTmin-6-okco-1,6-
OUTUAPONUpUANH-3-ui,  4-(okceran-3-wn)nunepasus-1-un, mopdomuu-4-un, (25,6R)-2,6-
aumetuaMopdomuH-4-un,  3,5-IUMETUIM30KCa30-4-1l, l-metun-1H-nupazon-4-un,  4-

METUJITHA30-5- 11, TUPUAUH-4-UJT WIA TUPUMUIUH-5-UJ,

iz "

* J *Z ‘
N N Yy y *\N

L orcyTcTByeT mim npencrasisierT coboit | I Ho H

Kr z 0
&AL
OH
oo "
(0] y* y uiu 'y * it

R! npencrasnser coboii rTUAPOKCUIT, METUI UIH METOKCH,
R* npencrasnser coboii F;

R? mpencrassier coboit BOgopon;

R® mpesicTaBisier cob0it BOXOPO T METHI,

< 2 .

p’ pasHo O unu 1; u

‘q’ pasHo 0.

21. Coenunenune popmynsl (1I)
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<R2)n
(A) =K
\
Y F

3
(R)m (R4)p 0] g F

(IT)
WIH €r0 TayTOMep, CTepeonu3oMep WK (papMaLeBTUIECKU IpUeMiIeMast Colb,
rae

5 KOJIBLIO A BBIOpaHO U3

.

PC',‘

konb1o B BeIOpano u3 Cs.¢ uukioankmia, Ce.14 apuna, 3-15-4J€HHOTO reTeponuKInIa 1

5-14-unenHoro rerepoapuna,
10 KaXIbIH U3 X U Y MPENCTABJIsIET COO0H MECTO MPUCOSTUHEHUS,
R! BLiGpan u3 rumpokcuna, Ci-s ankuna u C1.3 aTKOKCH,

B KaX7I0M cliyuae R? He3aBuCHMO BLIOpaH M3 LIHAHO, ranoreHa, ruapokcuia, Ci.g ankuna,
Ci.g ankokcu, Ci-g ankokcu-Ci.g ankumna, ramoren-Ci.g ankunia, rajoren-Ci.g aaKOKCH, THAPOKCH-
Cis ankuna, C(O)Cig ankuna, Cs.s muknoankuna, C(O)Css nmkimoankuna u 3-15-4ieHHOrO

15  reTepoOLMKINYECKOIO KOJbIIA,

B Kax10M ciyuae R’ HesaBucumo BuiOpaH u3 ranorena, nquaso, Ci.g ankuna; ranoren-Ci.s

ankuja u Cs.g MUKJIOAJIKHJIA,

B Kax1oM ciyuae R* HesaBucumo BuiOpan u3 ranorena, muano, Ci.g ankuna; ranored-Ci.s

ankuja u Cs.g MUKJIOAJIKHJIA,
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kaxapiii 13 R? u R®, KoTOpbie MOTYT GbITh OMMHAKOBBIMU MU Pa3IHYHBIME, HE3aBUCHMO

BbIOpaH u3 Bogopona u Ci.g akuia,
‘n’ paBuo 0, 1, 2 um 3;
‘m’ paBHo 0, 1 wnu 2; u
‘p’ pasnHo 0, 1 unu 2;

22. Coenunenue no n.21, oTianyaromeecs: TeM, 4To konbLo B npencrasnser coboit penn, 6-
OKCO-1,6-IUrHApPONUPUANH-3-1JI, TUNEPUANHWI, TMHUIEePA3HHUI, MOPQOIMHWI, MHPA30JIUILI,

MUPUAUHUIT UJIU TUPUMHUAWHAIL.

23. Coenunenue 1o 1.11. 21 unu 22, oTauyaromeecs Tem, uto R? npencrapnser coboii nuaHo,
F, Cl, metun, atun, merokcu, MetokcudTu, Tpudropmeri, C(O)metmn, C(O)UUKIONPONHI UITH

okceTaH-3-uj, U ‘n’ paBHo 1 mnm 2.

24. Coenunenue no modomy u3 m.m. 21-23, oTaudaroeecs: TeM, 4To R? npeacTaBsieT coOok

yg_@_éx

3 o
25. Coegunenne mo mn.21, oTiMyarolieecss T€M, YTO Rm NpECTaBiIsieT COOOM

¥ ) Y~ ) yi” ‘ y” . y ) y|' .
k/N | 2 N A N/ AN !

y
% N\@/X‘\
1503051 N= .

(Rz)n@—§ y
26. Coenunenne mo m.21, oTiauyarolmieecs: TeM, YTO npencrasisier coboi

MeTWI1, Mmpem-0y Tl WM TPUPTOPMETIUL, U ‘m’ paBHO 1.

bennn, 2-xnopdenun, 3-xnopdenun, 4-xnopdenun, 4-nuanopenm, 2,4-quxnopdenun, 2-xiop-
4-propdenmn, 4-xnop-2-propdpenun, 2,4-nudropdenwn, 3,4-mudTopdenun, 2,4-mumeTunpeHu,
2-srundenun, 2-groppennn, 4-propdpenun, 2-prop-4-metundennn, 4-prop-2-merundennn, 4-
meTokcudenmn, 4-(tpupropmeriin)heHus, O-TONYWI, H-TONYWN, 4-aueTuanunepasus-l-mi, 4-
aleTuN-2-MeTuinunepasus- 1 -um, 4-(1MKIIONPOTIaHKAPOOHILT ) TUTIEPA3HH- | -11J1, 4,4-
audropnunepuans- 1 -u, 4-sTunnunepasus-1-un, 4-metunnunepasuH-1-ui, 4-(2-

METOKCHATHI)IUTNepasut-1-mn,  1-metmn-6-okco-1,6-gurunponupuans-3-mwi,  4-(okceTan-3-

173



5

10

15

20

wn)nunepasus-1-mwn, mMopdomua-4-un, (25,6R)-2,6-numerunmopdonus-4-un,  1-mermn-1H-

NUpPas3oi-4-ui, NTUPUANH-4-UI WA MUPUMUIUH-S-UIL.

27. Coenunenue 1o 1. 21, oTaM4aromeecs: TeM, 94TO

(Rz)n—@_g npezacrasisier codoit penun, 2-xnophenun, 3-xnopdenun, 4-xaoppeHu,
4-umanodpenun, 2.4-muxnopdenmn,  2-xnop-4-¢propdenun,  4-xmop-2-¢propdenun,  2.4-
mupropdennn, 3,4-mudpropdennn, 2.4-mumermndennn, 2-stundenun, 2-propoenun, 4-
droppennn,  2-prop-4-metundennn,  4-¢prop-2-merundenun,  4-merokcudpenun,  4-
(TpudpTopmermn)peHms,  O-TONyWiI,  A-TOJyWN,  4-aueTwianunepasuH-l-wn,  4-anerwn-2-
MeTUINHNEpa3uH- 1 -u, 4-(uukinonponankapOoHw)nunepasud-1-un, 4,4-nudropnunepuans-1-
w1, 4-sTinnunepasus-1-wi, 4-merwinunepasus-1-mwn, 4-(2-merokcusTwin)nunepasus-1-mn, 1-
MeTUJI-6-0KCO-1,6-quruaponupuauH-3-ui, 4-(oKceraH-3-wi)nunepasus-1-mi, mMopdoauH-4-ui,
(28,6R)-2,6-mumerunmopdoarH-4-u, I-metun-1H-nupazon-4-un, NUPUANH-4-UT WU

MUPUMHUINH-S-UIT;
R! npencrasnser coboil THAPOKCHI, METUI UM METOKCH,
R* npencrasnser coboii F;
R? mpencrasisier cooit BOIOpoOn;
R’ pencrasnsier coboii BOXOPOJ UM METHIT, U
‘p’ paBHO O nnm 1.

28. Coenunenne Gpopmys (11I)
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X
Ey Nt H
" F
NI -\;24 0 YF
N (R Rb o
(I10)

WK €Tr0 TayTOMEp, CTEPEOon3oMep N (papMarieBTUUECKH NTpHeMIIeMast COJb,
rae
5 ko110 B BbIOpano u3 Cs.¢ mukinoankuina, Ce.14 apuna, 3-15-4J€HHOrO reTepoLUKINiIa 1
5-14-4neHHOro reTepoapuIa,
X BbiOpaH u3 -O-, -NR¥- u _N:>_O— :
R! Bribpan u3 rugpoxcuna, Ci-s ankuna u C1.3 aIKOKCH;

B Ka10M ciyuae R? HezaBucuMO BBIOpaH U3 LUAHO, rajoreHa, ruapokcuna, Ci-g ajkuna,
10  Cig ankokcu, Cig ankokcu-Ci-g ankuma, ranoren-Ci.g ankuia, rajoreH-Cig aJTKOKCH, THAPOKCH-
Cis anxuna, C(O)Cig ankuna, Cs.s nukmoankmia, C(O)Css nukimoankuna u 3-15-4ieHHOro

r€TCPOLUKINICCKOro KOJibla,

B KaxIoM ciyuae R* HesaBucumo Boibpan u3 ranorena, muano, Ci.g ankuna; rajgoren-Ci.s

ankuia 1 Cs.g OUKJIOAJIKHJIA,

15 kaxapiii 13 R? u RP, KoTOpble MOTYT GBITh OMHAKOBBIMU M PA3JIHIHBIME, HE3aBUCHMO

BbIOpaH u3 Bogopozaa u Ci.g ankuia;

kaxpiid u3 R* u RY, koTopbie MOTYT OBITH OJMHAKOBBIMH HJTH PA3JIMYHBIMU, HE3ABHCUMO
BbIOpaH u3 Bojopona, Cig ankmna u ruapokcu-Cig amkuia;, wim R* u RY coBMecTHO ¢ aTOMOM

yriaepoaa, K KOTOPOMY OHH MPHCOEIUHEHBI, 00Pa3yIOT 3-0-4JIeHHOE LIUKIIOATKHIBHOE KOJIBLIO;
20 Rx! BbIOpaH u3 Bomopoaa win Ci-g akuia,
‘n’ paBuo 0, 1, 2 uym 3;
‘p’ paBHo 0, 1 unu 2; u

‘t” paBuo O, 1, 2 v 3.
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29. Coenuaenne mo m. 27, oTiMYaromieecs TeM, 4YTO KOJbIO B mpencrasisier coOoit

MUKJIOT'CKCHUJI, (I)eHI/I.]'I, MUTICPAa3UHNUIL, U30KCA30JIUIT NI THA3O0JINIL.

30. Coenunenue 1o 1. 29 unm 29, ornudaromeecs: Tem, 94to X npeacrasisier codoit -O-, -NH-
_NO— o-
, -N(CH3)- unmu .

*Z
RX
RV

5 31 Coennnenne mo mobomy w3 o 28-30, ornuyaromeecs TeM, 4YTO vty

Z Z
# Z " ,
z “y, ~ “y,
y *\N/* Z oyt~ J /[ . J\ HN 'y N 'l
N y *\N y \N | |

npescTaBiseT coOoil | ) H , H y y ;
’/f Z
e}
[
y *

2 2 2

2 /t # 7 iz
J 2
HN/L N fz o o7y OJ\
| | . | L
* * Y ™o y* y* y*

* % 7

y y o Y >~

2 2 b b > > > 2 2

jZ
(0]
z
(g HN/LOH
J I
y i V" , TIIe y ¥ Z IPEICTaBIISIIOT COOOM MECTO MPUCOSTUHEHHS.
(Rz)n——@—% y

32. CoenuHenue mo m.28, OTJIMYANOIIEECS TEM, YTO npencraBisier coboi

10  uukjorekcwi, ¢enmn, 2-xyuopdenun, 3-xyuopdeHu, 4-xaopheHi, 2-UUKIonponuipeHm, 2-
xyop-4-propdpenmn, 2-xnop-4-merundennn, 2,4-mumernndennn, 4-drop-2-merundennn, 3,5-

MUMETHIIN30KCa30I-4-1il Wi 4-MeTUIITHA30JI-5-H1.

33. CoenuHeHue 10 11.28, OTIWYAIONIEeCs TEM, UYTO

R?) ’@_ y
" npencTaBisieT oo HuKIorekcu, peHm, 2-xnopdenn, 3-xnophenun, 4-
15  xyopdenun, 2-umkionponmideHmn, 2-xnop-4-¢propdpermnn, 2-xnop-4-mermndennn, 2.4-

numetungennn, 4-grop-2-metundenun, 3,5-TUMETIIH30KCA30J1-4-1T UTH 4-MEeTUIITHA30JI-S5-1JT;
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J*Z J*\Z
*
y \N
H

2

>
I SNy
HNT My SNy HN/L N [z [z oy O/L o/b
yL y!‘ Y~ y*\o/k !* !‘ Y!‘

y y

2 2 2 2 2 2 2 2

N
H

O y YJ i V- , V ¥ Z TIPENICTaBJSIFOT COOOM MECTO MPUCOSANHEHHUS,
R! npencrasnser coboii TMAPOKCHII, METU UM METOKCH,
5 R* npencrasnser coboii F;
R? npencrasnsier coboii BOOOPOS;
R® npesicTaBnsier co6oii BOXOPON MM METHIT, U

‘p’ paso O nmm 1.

34. CoenuHeHue, BBIOpaHHOE U3
10 N-(4-(3-(4-xnopdennn)nupasus-2-mn)bennn)-2-(4-(1,1-qudroprnpornu ) peHun)-
areTaMmia,;

N-(4-(3-(4-xnoppennn)mupazun-2-mn)penmn)-2-(4-(1,1-nudprop-2-

THIPOKCHUIIPOITHI )(pEeHIIT)alleTAMUIA,

N-(4-(3-(4-xnopdpernn)mupazun-2-mn)permnn)-2-(4-(1,1-nupTop-2-MeTOKCHUITHI)-

15  ¢eHwmn)aneramuna,;

N-(4-(3-(3-xnopdernn)mupazun-2-mn)penmn)-2-(4-(1,1-nudrop-2-

TUAPOKCUTIPOIII ) PEeHMIT)alleTaMH I,

N-(4-(3-(2-xnopdernnm)mupazun-2-mn)permnn)-2-(4-(1,1-nudpropnponmn)pennn)-

aleTamMuaa;

20 N-(4-(3-(4-xn0p-2-pTopdennn)mupasus-2-mn)dennn)-2-(4-(1, 1 -qudroprporu)-

(deHmT)aneTamMuaa;
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N-(4-(3-(4-xnopdenmn)mupunun-2-ui)pennn)-2-(4-(1, 1-nudroprpornwn ) perrn)-

aleTamMmuaa;

2-(4~(1,1-mudrop-2-runpokcunpornn)penni)-N-(4-(3-(4-bropdenun)nupasnt-2-

wi)(eHnT)aleTaMuaa;

2-(4~(1,1-mudrop-2-runpoxcunponwn)pennt)-N-(4-(3-(3,4-qudropdenun)nmupasuH-2-

wi)(heHus)aneTraMunaa,

N-(4-(3-(2,4-nudroppennn)nupasus-2-mn)pernn)-2-(4-(1, 1-qudropnpornmn)-

dbeHun)aneraMua;

2-(4-(1,1-nu¢propriponin ) pernn)-N-(4-(3-(2-pTopdpernn)nupasun-2-

wi1)(peHusT)aeTaMua,

2-(4-(1,1-nudroprporn)penrnn )-N-(4-(3-(4-(TpudropmeTin)peHun ) mupasuH-2 -

wi)eHnn)aneTaMuaa,;
2-(4-(1,1-nudpropriporn)pernn )-N-(4-(3-(n-Tonywn)mupasun-2-mn)peHun )aue TaMuaa;

2-(4-(1,1-nudropnpornmn)dpennn)-N-(4-(3-(4-propdennn)mupuamnn-2-

wi)eHnT)aneTaMuaa;
2-(4-(1,1-mudpropnponun)pennn)-N-(4-(3-pennnmmupazus-2-mn)peHns)aneTaMuaa;

N-(4-(3-(4-umanodennn)nupasus-2-wi)pennn )-2-(4-(1,1-qudropnporun))henrn)-

aneTamMuaa;

2-(4-(1,1-mudropnporun)pennn)-N-(4-(3 -(mupunuH-4-un)mupasuH-2-

i) eHnT)aneTaMuaa;

2-(4-(1,1-nudrop-2-runpokcurnpornun)permn)-N-(4-(3-(4,4-mudroprunepuans- 1 -

W) npasuH-2-ui)peHnn)anerammuna,;

2-(4-(1,1-mudrop-2-runpokcunpornun)pennt)-N-(4-(3-mopdonuHonupasuH-2-

i) eHnT)aleTaMuaa;

2-(4-(1,1-mudropnpormn)pennn)-N-(4-(5-(4-propdennn)-3-mernn-1H-nupazon-1-

i) eHnT)aleTaMuaa;

N-(4-(1-(mpem-6yTin)-5-(4-propdennn)- 1 H-nupazon-4-un)pennn)-2-(4-(1,1-

audropriponn)peHn)aneTaMuaa,
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N-(4-(1-(mpem-6yTin)-5-(4-propdenmn)- 1 H-nmupazon-4-wn)pennn)-2-(4-(1,1-nudrop-2-

TUAPOKCUTIPOITIT ) pEeHMIT)alleTaMH I,

2-(4-(1,1-nupropnpormn)pennn)-N-(4-(3-(1-mernn-1 H-nupason-4-nin)nupasuH-2-

wi)(eHnT)aleTaMuaa;

N-(4-(3-(4-auerunnunepasus- | -un)mupasun-2-wi)dennn)-2-(4-(1,1-

audropriponu)peHn)aneTaMuaa,

2-(4-(1,1-nu¢propnporuin)pennn)-N-(4-(3-(1-meTnn-6-okco- 1,6-quruaponupuuH-3-

W) pasuH-2-ui)peHnn)anerammuna,;

N-(4-(3-(4-xnoppenun)nupazun-2-un)-2-proppennn)-2-(4-(1,1-

audroprponun)peHnT)aneTaMuaa,

2-(4-(1,1-nudropnponun)ennn)-N-(4-(3-(4-meTokcud eHmn )nupasun-2-

W) peHI )aeTaMuIa,

2-(4-(1,1-nudropnponun)pennn)-N-(4-(5-(4-propdennn)-3-(tpudropmerin)-1H-

nupason- 1 -mn)denmn)aneramMusa;

N-(4-(5-2-xnopdennn)-3-(tpudropmernn)- 1 H-nupazon-1-un)penwn)-2-(4-(1,1-

audroprponu)peHmn)aneTaMmua,

N-(4-(3-(2-xnopdenmn)mupunun-2-ui)pennn)-2-(4-(1, 1-nudropnpornn ) penrn)-

aleTaMusa,;
2-(4-(1,1-mupropnporun)pennn)-N-(4-(3-(o-ronywn)nupasuH-2-ui)peHun)ane raMusa,;

2-(4-(1,1-mudropnporun)pennn)-N-(4-(3-(4-merunnunepasus- | -un)nupa3uH-2-

i) eHnT)aneTaMuaa;

2-(4-(1,1-nu¢propnpormn)pennin)-N-(4-(3-(4-sTunnunepasus- 1 -wn)nupasuH-2-

i) eHnT)aleTaMuaa;

N-(4-(2-(4-xnopdenmn)mupunus-3-mi)pennn)-2-(4-(1, 1-nudropnponwn ) penrn)-

areTamMuaa;

N-(4-(4-(4-xnopdpennnm)mupunus-3-nin)penmn)-2-(4-(1, 1-nudproprnponmn)penn)-

aleTamMuaa;
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2-(4~(1,1-mudropnporun)penrn)-N-(4-(3-((25,6R)-2,6-numeTuniMopHOJIMHO )-TUPa3H H-

2-nn)peHnn)aneTaMmmna,;

N-(4-(3-(2-xnopdennn)mupasun-2-mn)pennn)-2-(4-(1, 1-qudprop-2-

TUAPOKCUTIPOINIT )pEeHMIT)alleTaMI I,

N-(4-(5-(2,4-nuxnopdenmn)-3-met- | H-nupaszon-1-un)dpennn)-2-(4-(1,1-

audropriponu)peHn)aneTaMuaa,

N-(4-(3-(2-xnop-4-propdennn)mupasus-2-min)pennn)-2-(4-(1, 1-nudprop-2-

TUAPOKCUTIPOINIT ) pEeHMIT)alleTaMI A,

2-(4-(1,1-nudrop-2-runpoxcurnponun)pernn)-N-(4-(3-(2->rundernn)nupasu-2-

i) eHnT)aueTaMuaa;

2-(4-(1,1-mudpropnponun)ennn)-N-(4-(3-(4-(2-MeToOKCHI THI )THTIEPA3HH- | -

WI)TIpa3nuH-2-11)peHnT)aleTaMua,;

N-(4-(3-(4-auerun-2-merunnunepasus- 1 -ui)nupasus-2-mn)pennn)-2-(4-(1,1-

augToprponiu)heHIT)aleTaMIIa,

2-(4-(1,1-mudropnponun)dennn)-N-(4-(3 -(mupuMuIrH-S-1T ) TUpA3HH-2-

W) peHIIT )aleTaMuIa,

2-(4-(1,1-mudpropnporun)pennn)-N-(4-(3-(4-prop-2-meTundermn)nupasuH-2-

wi)(eHnT)aneTaMuaa;

N-(4-(3-(2-xn0p-4-propdenmn)mupasun-2-un)penmn)-2-(4-(1, 1 -qudroprpomnmn)-

(beHmT)aneTaMuaa;

N-(4-(3-(4-xnopdenmn)mupunun-4-mn)pennn)-2-(4-(1, 1-nudropnpornwn ) penrn)-

aneTamMuaa;

2-(4-(1,1-mudpropnpormn)pennn)-N-(4-(3-(2,4-numeTrnd e ) nupa3uH-2-

wi)eHnT)aleTaMuaa;

2-(4-(1,1-mudpropnpormn)pennn)-N-(4-(3-(2-prop-4-meTundernn)mupasnH-2-

i) eHnT)aleTaMuaa;

N-(4-(1-(2-xnop-4-propdennn)-6-okco-1,6-quruaponupumunus-2-wn)pennn)-2-(4-(1,1-

audropripon)peHn)aneTaMuaa;
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N-(4-(3-(2,4-nuxnopdenun)nupasus-2-mn)pernn)-2-(4-(1, 1-qudropnponmn)perrn)-

aleTamMmuaa;

2-(4-(1,1-nu¢rop-2-runpoxcunpornun)pernn)-N-(4-(3-(2,4-numernndernn) mupasun-2-

wi)(eHnT)aleTaMuaa;

(8)-2-(4-(1,1-nu¢rop-2-runpoxcunponun)berun)-N-(4-(3-(2->rundennn)nupasuH-2-

wi)(heHus)aneTraMunaa,

(R)-2-(4-(1,1-gudrop-2-ruapokcunponui)pennn)-N-(4-(3-(2-stundennn)nupasus-2-

win)(peHusT)aeTaMuna,

N-(4-(3-(4-(uuknonponankapOoHWI)unepasus- 1 -uin)nupasus-2-un)pennn)-2-(4-(1,1-

nu¢TOp-2-rUIPOKCUITPOTIILI )(pEHIT )alleTAMUIA,

N-(4-(3-((4-xnopdenmn)(merni)amuHo )upasuH-2-un)pennn)-2-(4-(1,1-

nudropnpomnun)denun)aneramMuaa,;

N-(4-(3-(6en3un(mernin)aMuHO ) upasuH-2-ui)penmn)-2-(4-(1, 1 -nudroprnpomnmn)-

bennm)aneramuna;

N-(4-(3-(6enzunamuno)mupasun-2-mn)permn )-2-(4-(1, 1-nupropnponm)henun)-

aleTamMuma;

2-(4-(1,1-nu¢proprporn)pernn )-N-(4-(3-((1-pernnsTrn)amuHO )iupasuH-2 -

wi)heHun )arneraMunaa,

(R)-2-(4-(1,1-gudropnpomnun)penmn)-N-(4-(3-((1-pernms THI)aMUHO )THpa3uH-2-

wi)(eHun )arneTraMunaa,

(R)-2-(4-(1,1-mudpropripormn)pernn)-N-(4-(3-(metun( 1 -peHnas T )aMiHO )T pa3uH-2 -

i) eHnT)aneTaMuaa;

(5)-2-(4-(1,1-nudpropnpormn)perni)-N-(4-(3-((1-peHnnsTrn)aMmuHo )i pa3uH-2 -

wi)eHnT)aleTaMuaa;

(5)-2-(4-(1,1-nudpropnpormn)perni)-N-(4-(3-(mernn( 1 -peHUII THIT)aMUHO) TH PA3UH-2 -

i) eHnT)aleTaMuaa;

(8)-N-(4-(3-((1-(4-xnophennn)>Tii)aMuHO ) irpa3uH-2-wmn)pernn)-2-(4-(1,1-

audropripon)peHn)aneTaMuaa;
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(8)-N-(4-(3-((1-(3-xnophennn)> i )aMuHO ) ipa3uH-2-wmn)pernn)-2-(4-(1,1-

audropripon)peHn)aneTaMuaa,

(8)-N-(4-(3-((1-(4-xnopdenmn)a i )(METHIT ) aMUHO )ipa3uH-2-ui ) pernn)-2-(4-(1,1-

audropriponn)peHnT)aneTaMuaa,

(8)-N-(4-(3-((1-(2-xnophenmn)>TiiT ) aMuHO ) ipa3uH-2-wmn)pernn)-2-(4-(1,1-

audropriponu)peHn)aneTaMuaa,

(8)-2-(4-(1,1-nu¢pronponmn)penun)-N-(4-(3-((1-(4-prop-2-meTund eHrn)3Tun)-

aMMHO )TN Pa3uH-2- 1) (peHI )aleTaMia,;

N-(4-(3-(((S)-1-(2-xnmophennn)sTrin)aMuHo )iupasuH-2-mi)pennn)-2-(4-(1, 1-nudrop-2-

TUAPOKCUTIPOINIT ) peHMIT)alleTaMH I,

(8)-2-(4-(1,1-mudroprpormi)penmn)-N-(4-(3-((1-(2,4-aumeTnnd eHuT)3 THIT ) aMUHO )-

NHUpa3uH-2-11)peHmnn)anerammia,

(8)-N-(4-(3-((1-(2-xnop-4-pTopdheHrT ) THIT)aMUHO )TupasuH-2-wi ) pennn)-2-(4-(1,1-

augToprponiu)heHIT)aleTaMIIa,

N-(4-(3-((unkIOreKCUIIMETHI )aMUHO )TpasuH-2-ui ) pennn)-2-(4-(1, 1-qudrop-2-

TUAPOKCUTIPONII ) PeHUIT)alleTaMI I,

N-(4-(3-(((S)-1-(4-xnopheHnn )3 Trin )aMuHo )riupasuH-2-ui ) pennn )-2-(4-(1, 1-mudrop-2-

THIPOKCHUIIPOITHI )(pEeHIIT)alleTAMUIA,

N-(4-(3-(((S)-1-(2-xnmopheHn )3 TrI )aMuHO )irpasuH-2-mi)-2-propdenrmn)-2-(4-(1, 1-

i Top-2-ruapoKCcUnponui)heHm )areTaMmna,;

N-(4-(3-(((S)-1-(2-xnmopheHnn )3 TrT )aMuHO )upasuH-2-ui)-3-propdenmn)-2-(4-(1,1-

g Top-2-rugpoKCUNpOnui)PeHm )aeTaMua,;

N-(4-(3-(6en3unokcn)mupazun-2-ui)penmn)-2-(4-(1, 1 -qudroprnponun) dernn)-

areTamMuaa;

2-(4-(1,1-nudpropnporun)pennn)-N-(4-(3-(1-pernmsTokcu )nupasun-2-

i) eHnT)aleTaMuaa;

N-(4-(3-((2-xnop-4-propOensmn)okcu )nupasuH-2-mi)pennn)-2-(4-(1,1-

audropripon)peHn)aneTaMuaa;
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N-(4-(3-(6en3unokcn)mpa3un-2-un)penmn)-2-(4-(1, 1 -qudrop-2-

TUAPOKCUTIPOITIT ) pEeHMIT)alleTaMH I,

(R)-2-(4-(1,1-mudpropriporin)pernn)-N-(4-(3-(1-penmnsTokcn )mupasuH-2-

wi)(eHnT)aleTaMuaa;

(8)-2-(4-(1,1-nu¢propnpormn)perni)-N-(4-(3-(1-pernmsTokcH )mupasuH-2-

wi)(eHnT)aleTaMuaa;

N-(4-(3-(1-(2-uuknonponundeHu1)3TOKCH )TupasuH-2-ui)penmn)-2-(4-(1,1-

audroprponu)peHn)aneTaMuaa,

2-(4-(1,1-nudrop-2-runpoxcurnponun)pern)-N-(4-(3-(1-peHnuKIonponoKkcH)-

npa3uH-2-1i)PeHnm )aleTaMuaa;

(R)-N-(4-(3-(1-(2-xnoppenun)sTokcu )mupasuH-2-un)pennn)-2-(4-(1,1-

auToprnponiu)heHIT)aneTaMIa,

N-(4-(3-((R)-1-(2-xnopdenun )sTokcu ) mupazun-2-un)pernn)-2-(4-(1,1-qudprop-2-

TUAPOKCUIIPOITII)(pEHMIT)alleTAMU/Ia,

(S)-N-(4-(3-(1-(2-xnopdenun)sTokcu)mupazuH-2-wmn)pernn )-2-(4-(1,1-

audroprponu)peHn)aneTaMuaa,

N-(4-(3-((S)-1-(2-xnopdenun)arokcu) mupasu-2-wmn)penun)-2-(4-(1, 1-qudrop-2-

THIPOKCHUIIPOITHI )(pEeHIIT)alleTAMUIA,

N-(4-(3-(2-xnopdenokcu)mupasun-2-ui)pennn )-2-(4-(1, 1 -nudropnporun)penrn)-

aleTamMuaa;

N-(4-(3-((R)-1-(2-x10p-4-MeTundeHuT )3 TOKCH )upasuH-2-mi ) perun )-2-(4-(1,1-nudrop-

2-ruApOoKCUNPOIiIT )(heHMT )aleTaMH 1A,

2-(4-(1,1-mudropnpormn)pennn)-N-(4-(3-((3,5-numernnuzoxcazon-4-

WJT)METOKCH )TUPA3HH-2 -1 )(PpEHIIT )aLlleTAMUA,

2-(4-(1,1-nudrop-2-runpokcurnpornun)permn)-N-(4-(3-(2-(3,5-numeTnnn3okca3on-4-

WJT)3TOKCH ) TUPA3HH-2-11)(eHIIT )alle TAMUA,

N-(4-(3-((2-xnopben3un)okcn )mupasu-2-un)pennn)-2-(4-(1,1-qudrop-2-

TUAPOKCUTIPOIIT )pEeHMIT)alleTaMH I,
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2-(4-(1,1-nu¢rop-2-runpokcurnpornun)pernn)-N-(4-(3-(2-(4-meTnntnaszon-5-

WJT)3TOKCH )TUPA3HH-2 -1 )(pEHIIT )alle TAMUA,

N-(4-(3-(mknorexkcunmeTokcn ) nmupasuH-2-un)pennn)-2-(4-(1, 1 -qudrop-2-

TUAPOKCUTIPOINIT )pEeHMIT)alleTaMI I,

N-(4-(3-(3-(Oensunokcu)azeTuanH- 1 -mn)nupasus-2-un)pennn)-2-(4-(1, 1 -nudrop-2-

TUAPOKCUTIPOIINI )pEeHMIT)alleTaMH I,

2-(4~(1,1-mudrop-2-runpoxcunponun)pennt)-N-(4-(3-(((S)-1-(2,4-

OUMETHII() €HUIT )3 THIT)aMUHO )TUPa3uH-2- 1T )(heHUT )alleTaMI 1A,

N-(4-(3-(4-(uuknonponankapOoHuwI)nunepasus- 1 -nn)nupasus-2-un)pennn)-2-(4-(1,1-

audroprponun)peHnT)aneTaMuaa,

2-(4-(1,1-mu¢ropnponmn)penin)-N-(4-(3-((2-runpokcu- 1 - €HUI> THIT)aMUHO )-TUPA3UH-

2-un)dennn)aneTamMua,;

2-(4-(1,1-nudrop-2-runpokcurnpornun)permn)-N-(4-(3-((R)-1-(2,4-

IUMeTHI() eHUIT )3 TOKCH )TUPAa3HH-2-1T)(hEeHIIT )alieTaMIIa; HIId

2-(4-(1,1-nudpropnponun)pennn)-N-(4-(3-(4-(okceran-3 -mn)nunepasun- 1 -uin) mupasuH-

2-un)deHun)areTaMmuna 1

ux (papMaleBTHUECKH MPHEMJIIEMbIX COJICH.

O H
Nmf
N HO

WIN €T0 CTepeon3oMep Wi (papMaleBTHIeCKU IpreMieMast COJIb.

35. Coenunenue Gopmyibl

36. Coenunenue GpopmyIbl

O H
N HO'

WK ero (papMaLeBTHUECKU pHUeMiIeMasi CoJlb.

37. Coenunenue Gpopmybl
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N
|
L_N HO
WK ero (papMaLeBTHUECKU pHUeMIIeMasi CoJlb.

38. dapmarnieBTHUECKasT KOMIIO3UIMS, COAepKamasl CoeqUuHeHne o Jrodbomy u3 m.u. 1-37 u

bapMareBTHUECKH TPHUEMIIEMOE BCTIOMOTaTEIbHOE BELIECTBO.

39. ®apmaneBTUUECKass KOMMNO3ULMSA 01O M. 38, OTAMYAKOINAsCAd TEM, 4YTO YKAa3aHHOE
(dapManeBTUYECKU TPUEMJIEMOE BCTIOMOTATEIbHOE BEIECTBO MPENCTaBIsIET COO0I HOCUTEIb HITH

pa3baBuTeNb.

40. Crnioco0 nevenns 3a001€BaHus, HAPYLIEHNs, CHHAPOMA HJIH COCTOSIHHSI, OTIOCPEA0BAHHOTO
RORyt, y cyObekra, Brimouaromuii BBeaeHHE 3(P(HEKTHMBHOrO KOJUYECTBA COEIUHEHHS 10

mobomy u3 m.m. 1-37.

41. Cnoco6 mo m. 40, oTnMuarIUiics TeM, YTO yKa3aHHOe 3a0oieBaHHe, HapyLICHHUE,
CUHIPOM WM COCTOSIHHE NpeACTaBisieT COOOH BOCHANIUTENbHOE WM AyTOMMMYHHOE

3a0osieBaHue.

42. Crnoco6 mo m. 41, OTIMYAIIIMICS TeM, YTO YKa3aHHOE BOCMAJIUTEIbHOE WJIH
ayTOMMMYyHHOe 3a00JjieBaHHe BBIOPAHO M3 TPYIIIbI, COCTOSIIEH M3 PEBMATOMIHOIO apTPHTA,
ncopuasa, XpOHHYECKOH oOcTpykTuBHON Oo0se3Hu jerkux (XOBJI), acTMbl, paccesHHOro

CKJICPO3a, KOJINTA, A3BEHHOI'O KOJIMTA U BOCITAJIUTEJILHOM OOJIE3HU KHUIIEYHHKA.

43. Croco6 mo mn. 40, OTAMYAIOIIMKCA TeM, YTO YKa3aHHOe 3a0OJieBaHUE, HapyIICHHE,
CUHIPOM WJIM COCTOSIHUE TPEACTaBlisieT coOOH 00Jib, XPOHUYECKYHO OO0Jib, OCTpyH OOJb,
BOCTIAJTUTENbHYIO OOJIb, apTPUTHYIO OO0JIb, HEBPOMATHYECKYIO OO0JIb, TTOCIEONEPAIIHOHHYIO OOJIb,
Oonb mocye Xupypruu, 001b BHYTPEHHUX OPraHOB, 3yOHYIO OO0Jb, MPEOMEHCTPYAIbHYIO OOJb,
LeHTpaibHYI0 OoJsib, OOJb MpH pake, O0Jb, BHI3BAHHYIO OKOTaMH, MHUIPEHb MM KJIACTEpPHbIE
T'OJIOBHBIC 6OJ'II/I, MOBPEXKIACHUE HEPBA, HCBPUT, HEBPAJITrnUrO, OTPABICHUC, HUIICMUYCCKOC
NOBPEKIACHUE, MHTEPCTULHAIBHBIA LHCTUT, BHPYCHYIO, MapasHTapHYI WIH OaKTEPHAIBHYIO
UH(EKLHUIO, MOCTTPAaBMATUYECKOE TIOBPEXKICHUE WIH OOJb, CBSI3aHHYHD C CHHIPOMOM

Pa3Ipa)kCHHOTO KUIIEYHUKA.

44. Croco®6 mo m. 40, oTAMUArOIIMKCA TeM, YTO YKa3aHHOe 3a0oJeBaHUE, HapyIICHHE,
CHHAPOM HWJI COCTOSIHUE IPEACTaBIseT COOON XPOHHYECKYIO OOCTPYKTHBHYIO OOJIE3HB JIETKHUX

(XOBJI), actMy, OpOHXOCTIA3MbI WJIA KALIEIb.
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45. Cnocob neuyenns 3a00JI€BaHUs, HAPYIICHHUS, CHHAPOMA HIIH COCTOSIHUSI, BEIOPAHHOTO U3
XpoHH4YecKkor obcTpykTuBHON Oose3Hn nerkux (XOBJI), actmel, kamus, 001, BOCTIAIUTEIBHOM
Oom, XpoHuWdeckoi Oonu, ocTpoit OoyM, apTpuTa, OCTEOAPTPUTA, PACCESHHOIO CKJIEPO3a,
PEBMATOUIHOTO aPTPUTA, KOJHTA, S3BEHHOTO KOJHUTA, ICOPHAa3a U BOCHAIUTENBHON OOJe3HH
KUIIEYHUKA, BKJIIOYAIOIIUI BBElEHHE CYOBEKTY, HYXKIAIOIIEMYCsl B 3TOM, COEIUHEHHUS IO

arobomy u3 . 1-37.

46. Crnoco0 nonyuenus: coequnenus popmyJsl (Ia)

(Rz)n'_
Z L — H (Rs)q
ROt (R, g\%F

1

R

()
WIH ero (papMareBTH4eCKH IPHEeMIIEMON COJTH, BKIIFOUAIOIIUIL

1) B3aumozeiicteue coenuHeHust ¢opmynsl (1) ¢ coemuHenuem ¢opmynbl (2) s

noJiy4enus: coenunenust popmyuer (Ia)

0|(Ri) FeF g
Ry 9 L w <R2>nL
— P
C-NH, HO (2) \
m(R®) | m(R%)
RYp

rae

KOJIBIIO A BBIOPaHO M3

3 5 3 T

N| A '\©/)(“ @/}Q‘ X
k/N ’ % ’ N A N/

konb1o B BeIOpano u3 Cs.¢ muknoankmna, Ce.14 apuna, 3-15-4J€HHOTO reTeponuKInIa 1

u

5-14-unenHoro rerepoapuna,
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L oTcyTcTByeT uiu mpenctasisier coboit y*—X—(CRRY)—*,; X Bwibpan us O, NR*' u
Do
2
KXABIH U3 X, Y U Z IPEICTABIISIET COOOM MECTO MPUCOSTUHEHUS,
R! BuiGpan u3 rugpokcuna, Ci-g ankuna u C1.3 aTKOKCH,

B Kax10M ciiyuae R? He3aBuCHMO BLIOpaH M3 LIHAHO, rajoreHa, rugpokcuna, Ci.g ankuna,
Ci.s ankoxkcy, Ci-g ankokcu-Ci.g ankuma, ranoren-Ci.g ankunia, rajoren-Ci.g alKkoKCU, THAPOKCH-
Cis anxmna, C(O)Cig ankuna, Cs.s mukioankuia, C(O)Cs.s mukinoankuwia u 3-15-ujgeHHOTO

FETCPOLUKITNICCKOro KOJibla,

B Ka)x1oM ciydae R’ He3aBrucuMo BbIOpaH u3 ranorena, uuano, Ci.s ankuia; ranoren-Cig

ankuja u Cs.g LHUKJIOAJIKHJIA,

B KaskioM ciiydae R* HesaBucumo Bbibpan u3 ranoreHa, mano, C.g ankuna; ranored-C.g

ankuna v Cs.e IMHUKJIOAJIKHJIA,

B KaX10M ciyuyae R° HesaBucuMo BeIOpaH u3 ranorena, muano, Ci.s ankuna; ranored-Ci.s

ankuna u Cs.¢ IUKIJIOAJIKUIIA,

kaxplid u3 R* u RY, koTopble MOTYT OBITH OJUHAKOBBIMH HJTH PA3JIMYHBIMU, HE3ABHCUMO
BbIOpaH u3 Bojopona, Cig ankuina u ruapokcu-Cig amkuia, wid R¥ u RY coBMecTHO ¢ aTOMOM

yrjiepoaa, K KOTOpOMY OHH MPUCOEIHUHEHBI, 00Pa3yIOT 3-6-uJIeHHOE IIUKJIOATKUIBHOE KOJbIIO;
R*! Br16pan u3 Bogopona unu Ci-s aaKuma;
‘n’ paBuo 0, 1, 2 uym 3;
‘m’ paBHO 0, 1 nmm 2;
‘p’ paBHO 0, 1 mnm 2;
‘q’ paBuo 0, 1,2 ummn 3, u
‘t” paBuo O, 1, 2 v 3.

47. Crnocob mo m. 46, OTMIUYAIIUNACS TeM, YTO B3aUMOJEHCTBUE YKA3aHHOTO COSHMHEHHSI

dbopmyusl (1) ¢ coenuaeHuemM GopmyJibl (2) TPOBOAAT B MPUCYTCTBUH areHTa COYETAHUS.

48. Crioco0 o 1. 47, OTIMYArOIIUICS TEM, YTO YKa3aHHBIH areHT COUETaHHs BBIOPAH U3
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1-3tun-3-(3-gumermnamunonponmn)kapooguumuna (EDCI), anrmppuna nponuidochoHOBOH
kucnotsl (T3P), N N'-mumuknorekcunkapbogunmuna (DCC) u rexcadropdocdara 3-oxcuna 1-
[6nc(aumernnamuHo)MeTmneH|-1H-1,2, 3-rpuazono[4,5-blmupuguans  (HATU) wmm ux

KOMOWHALUY.

5 49, Crocob mo m. 46, OTIUYAIOIIUNACA TeM, YTO B3aUMOJIEHCTBUE YKA3aHHOTO COSAMHECHHS

dopmysl (1) ¢ coenunenreM GpopmyJisl (2) MPOBOIAT B IPUCYTCTBUU OCHOBAHUS.

50. Crocob mo 1. 49, oTIUYaIUNACS TeM, YTO yKa3aHHOE OCHOBaHHeE BbiOpaHO 3 EtsN,

DIPEA, nupuauna unu DMAP.

51. Crniocob nonyuenus coenuHerus Gopmyosl (Ib)
R )r‘fL
H (R%)q
X \l / | ‘/~ F
R RY O “YF
Rb

WIH ero (papMaleBTH4YeCKH PUEMIIEMON COJH, BKITFOUAIOIIUIL

1) B3aumozeiicteue coenunenust gopmynbsl (1) ¢ coenunenuem Gopmyabl (3) s

NOJTy4eHuUs1 coenuHeHus1 Gopmyiiel (4); u

5
qRD) R F

(Rz)n‘L HO N2 O o
G - (3) ( ML@_@ (R5)q
\, 7/

\ . / NH»
m(Rs) | 4 m(R3
(R%p (R4) @)

M

15 (i1) BOCCTAHOBJICHHE KETOHOBOW TPYIIBbI B COCOUHEHHH (OPMYJbI (4) ISl TONy4eHUs

coenunenus popmyer (Ib)

R~ )t 2
< ) O <R5)q " )”'_LC C <R5)q
W,
mR®) —_— R/ \ 7/
F (R4)p (¢]

(Ib)

rae

KOJIBIIO A BBIOpPAHO M3
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xonb1o B BeiOpano u3 Cs.¢ nuknoankuna, Ce-14 apuna, 3-15-4J€HHOr0 reTeponuKInIa 1

5-14-uneHHoro rerepoapuna;
L oTcyTcTByeT uau mpenctasisieT coboi y*—X—(CRRY)—*,; X Bwibpan us O, NR* u
Ao
2
KaXIbIii U3 X, Y U Z MPEACTaBJIsieT COOOH MECTO MPUCOSTUHEHHS,

B KaX10M ciyuae R? HezaBucuMO BBIOpaH U3 LUAHO, rajoreHa, ruapokcuna, Ci-s ankuna,
Ci-s ankokcu, Ci-g amkokcu-Ci.g ankuna, rajoreH-Ci.g anmkuna, rajgored-Ci.g alKOKCH, THAPOKCH-
Cis anxuna, C(O)Cig ankuna, Cs.s nuknoankmia, C(O)Cse nukimoankuia v 3-15-4ieHHOro

reTCPOLUKIINICCKOIO KOJIbLA,

B KaXI0M ciyuae R’ HesaBucumo BbIOpaH u3 ranorena, muano, Ci.g ankuna; ranoren-Ci.g

ankuia 1 Cs.g NUKJIOAJIKHJIA,

B KaxIoM ciyuae R* HesaBucumo Bribpan u3 ranorena, muano, Ci.g ankuna; ranoren-Ci.g

ankuia 1 Cs.g UKJIOAJIKHJIA,

B KaXI0M ciyuae R’ HesaBucuMo BuIOpaH u3 rajorena, nuano, Ci.g ankuna; rajgoren-Ci.g

ankuia U Cs.¢ LIUKJIOANKNIIA,
R® npencrasnser coboii Ci-g amKum;

kaxplid u3 R* u RY, koTopbie MOTYT OBIT OJMHAKOBBIMH HJIH PA3JIMYHBIMU, HE3ABHCUMO
BbIOpaH u3 Bojopona, Cig ankmna u ruapokcu-Cig amkuna;, wim R* u RY coBMecTHO ¢ aTOMOM

yrJiepoaa, K KOTOPOMY OHH MPUCOEIUHEHBI, 00Pa3yIOT 3-0-ujieHHOE IIUKJIOATKUIIBHOE KOJBIIO;
R*! Bri6pan u3 Bogopona unu Ci-g aakuna;
‘n’ paBuo 0, 1, 2 umm 3;

‘m’ paBHO 0, 1 nmm 2;
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‘p’ pasnHo 0, 1 unu 2;
‘Q’paBuo 0, 1, 2 unmn 3, u
‘t” paBuo O, 1, 2 unu 3.

52. Crocob mo m. 51, OTIUYAOIUIACA TeM, YTO B3aUMOIEHCTBHE YKA3aHHOTO COSAMHECHHS

dopmysl (1) ¢ coennnenneM ¢popmysl (3) MPOBOIAT B IPUCYTCTBUU areHTa COYETAHUS.
53. Crioco0 no 1. 52, OTNUYaroIUIiCs TeM, YTO YKa3aHHBIM areHT COUETaHHs BbIOpPaH U3

1-3tun-3-(3-gumernnamunonponmn)kapooguumuna (EDCI), anrmppuna nponuindochoHoBoOH
kucnotsl (T3P), N,N'-munuknorexcunkapdonmumuna (DCC) u rexcadpropdocdara 3-oxcuna 1-
[6uc(aumernnamuHo)MetuneH|-1H-1,2, 3-rpuasono[4,5-bnupuguaus  (HATU) wumm ux

KOMOUHALUY.

54, Croco6 mo m. 51, OTIMYAIOLIUICS TeM, YTO B3aMMOAEHCTBHE YKA3aHHOTO COETUHEHMUS

dopmyet (1) ¢ coennaenreM Gopmydsl (3) TPOBOAAT B IPUCYTCTBUH OCHOBAHUSL.

55, Cnocob mo n. 54, oTIMYArOIMIACS TeM, YTO YKa3aHHOE OCHOBaHHE BbIOpaHO u3 EtsN,

DIPEA, nupununa uiu DMAP.

56. Croco6 mo . 51, OTIMYAKOLIUIICS TEM, YTO BOCCTAHOBIIEHHE COeqUHEeHUs: popmyibl (4)

NPOBOST C PUMEHEHHEM OOPTUAPUIA HATPUS.
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