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PoncrBenHbIe 3asiBKH

N3zo6petenue B coorBercTBum ¢ 35 U.S.C. §119(e) ncnpammBaeT MprOPUTET JaThl IOJa4YH MPEABAPUTEIIb-
Hoit 3asBku CIIIA Ne 62/639642, momanuoit 7 maprta 2018 1., KoTOpas BO Bcel CBOEH MOTHOTE BKIIOYCHA B Ha-
CTOsIIIEE N300pETEHNE MTOCPEICTBOM CCHUIKH.

O0s1acTh TEXHHKH, K KOTOPOIi 0OTHOCUTCS H300peTeHue

N300peTeHne 0OTHOCUTCSI K HOBBIM CIIOCO0AM TIOJTyYEHUS! CTHMYJISITOPOB PACTBOPUMOI I'yaHWIIATIHUKIIA3kI
(sGO).

YpoBeHb TeXHUKH

CoenuHEeHHs, KOTOpbIe CTUMYJIMPYIOT pacTBOpHMYIO ryaHunaTuukiazy (sGC), MOXKHO HCIOJIB30BaTh JUIS
JIeYeHUs] MHOTUX 3a00JIeBaHHMH M TATOJIOTUYECKUX COCTOSHHM, ISl KOTOPBIX JKEJIaTeJIbHO yBEINYEeHHE KOHIICH-
Tpamuu okcuga asora (NO) wim yBenW4YeHHE KOHIEHTPALMM LUKJINYECKOro TyaHO3uH-3',5'-MoHOdoOCharTa
(cGMP), nin o6oux, nnu nosslmaromas peryiasinus mytd NO. Takne 3a0osieBaHNS U TATOJIOTHYECKHAE COCTOS-
HHS BKJIIOYAIOT, HO HE OTPaHUYMBAIOTCSI TOJILKO MMH JIETOYHYIO TMIICPTEH3UIO, apTepPHAIBHYIO THIICPTEH3HIO,
CEep/ICUHYI0 HEJIOCTATOYHOCTh, aTEPOCKIEPO3, BocaleHHe, TpoM003, (HUOPO3 IMOoUeK M MOYCYHYIO HEJT0CTaTou-
HOCTb, IIUPPO3 NE€UEHH, SPEKTHIBHYIO TUCGHYHKIHIO, CEKCyalbHbIE HAPYIICHHS Y JKCHIIWH, HAPYILICHNUS, CBA3aH-
HbIC ¢ Ana0eToM, TJIa3Hble HApYIIECHWsA U JPYTHE CBSI3aHHBIE C HUMU CEPAEYHO-COCYAUCThIe Hapymenus. Ctu-
mynaTopsl SGC 06s1a1al0T 3HAYUTENBHBIMY ITPEUMYILECTBAMHE 110 CPABHEHHIO C UMEIOLIMMUCS aJbTEPHATUBHBI-
MH CpPEICTBaMH JICUCHUs], KOTOPbIC HAlpaBJIeHbl HAa a0eppaHTHEINA MyTh NO WK KOTOpBIC HAaIpaBJICHBI HA 3200-
JIeBaHUs, U1 KOTOPBIX MOJIE3HA MOBBIIIAt0IMas peryssnus myTa NO.

Cramymsitopsl SGC packpwiThl B 3asBke CIITA Ne 15/693758, Bce mosiokeHHsT KOTOPOH BKITIOYEHBI B Ha-
cTosilee N300peTeHNE B KAYeCTBE CCHUIKH. Y CIEITHAsI KOMMEPIMAIN3aIHsl HOBOTO TEPaIeBTHIECKOTO CPEACTBa
TpebyeT 3¢ dekTHBHOrO criocoda ImoTydeHus CpecTBa C BRICOKMM BBIXOJIOM M 4HCTOTOH. [ToaToMy coxpaHnsiercs
HEoOXONMOCTD B YJIyYLIEHHBIX CIocobax moiydeHus cTuMyistopoB sGC, KoTopele sBIsiIOTCS Oonee ¢ dex-
TUBHBIMHU M TIOAXOAAIIMMHE JUIsl KPYITHOMAcIITaOHOTO IIPOU3BO/ICTBA.

CymHocTh n300peTeHns

Hacrosiee n3o0pereHne OTHOCUTCS K Pa3HBIM CIoco0aM MOIMydeHHs 3-3aMemeHHbIX 1,2,4-Tpra3ooB B
KadecTBe CTUMYIATOPoB SGC M WX CHHTETHYECKHX NPEIIIECTBEHHUKOB. 10 CpaBHEHMIO C PACKPHITBIM paHee
CrocoOoM, crocoObl, TpeIaraeMble B HACTOSIIEM H300pETEHHUH, MOTYT JaTh CTHMYISITOPHI SGC ¢ BBICOKUM
BBIXO/IOM M BBICOKOH umcToTOH. TouHee, mpemiaraeMele criocoObl MOTYT AaTh CTUMYIATOPB SGC ¢ MOMOIIbIO
OoJee KOPOTKOM, OoJiee MPAKTHIHOW M 00ecTIeYnBaloNIeil 00ee BRICOKUI BBIXO ITOCIICOBATEILHOCTH CHHTE3a,
KOTOpast JaeT KOHEUHBIN MPOAYKT HAMHOTO 00JIee BBICOKOH YMCTOTHI O€3 MPOBEACHUS KaKOH-T00 Xpomarorpa-
(bmuecKoit OUNCTKY M MCIIOJIb30BAHUS OIMIACHOTO THIpa3nHa B KAYeCTBE pearcHra (CieaoBarensHo, Oojee moaxo-
JUSIEed U1l KpyITHOMacIITaOHOTO MPOM3BOJICTBA). DTH CIIOCOOBI SBISIOTCS OoJiee IMOIXOMMIIUMH ISl KPYITHO-
MacuITabHOTO MPOU3BOICTBA.

[TepBBIM OOBEKTOM, PACKPBITHIM B HACTOSIIEM N300PETEHUH, SBIISIETCS CIIOCOO MOy4YeHHs 3-3aMEIeHHOTO
1,2,4-Tprazosa, BKJIIOYAIOIINI peaknuIo aMHIpa3oHa ¢ KapOOHOBOH KHCIOTOH, aKTHBHPOBAHHBIM CIIOKHBIM
3(hHUPOM, CIIOKHBIM THOI(YUPOM, T'aJIOT€HAHTUAPHIOM KHCIOTHI, THOAIMIITAIOTEHUIOM MM aHTHUAPHIOM KHCIIO-
TBl B MPUCYTCTBUH OCHOBaHUs. EcIH HCTONB3yIOT KapOOHOBYIO KHCIJIOTY, TAK)KE COAEPKHUTCS aKTUBUPYIOMINI
peareHT. AMHIpa30H MPEACTAaBIsIET CO00M aMUAPa30H, CBA3aHHBIH ¢ HEOOA3aTEIbHO 3aMELICHHBIM aPHUIIOM MU
TeTepoapuiIoM; 3aMECTHTEIh B MOJIOKeHNH 3 3-3amemnieHHoro 1,2,4-Tpuazonia mpencTaBisieT coboi HeoOs3a-
TEJIHHO 3aMEIIESHHBIA apwil WU TeTepOapuil, CBA3aHHBIA C aMUAPA30HOM; M 3-3aMelIeHHbIN 1,2,4-Tpra3on He-
00s13aTeIbHO MOXKET OBITh 3aMEILICHHBIM B TIOJIOKECHUH 5.

PackppIThIil crtoc00 MOXHO C YCIEXOM HMPUMCHSTH JIIs MOMYYCHUS 3-3aMEIIeHHbIX 1,2,4-Tprua3oioB, pac-
KphITHIX B 3asBKe CIIIA Ne 15/693758. TouHee nmepBbIM BapHaHTOM OCYLIECTBIICHHS IEPBOTO OOBEKTA SBISETCS
crnoco6 nosrydenus 3-3amererHoro 1,2,4-rpuasona, onuckiBatoierocs popmyinoi 1A:
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HIIM €T0 COIM B TprcyTeTBuH ocHoarms ¢ R''C(O)OH, R''C(0)X', R"'C(S)X', R''C(O)OE', R"'C(O)SR'
wm R"'C(O)OR", rue, ecin ucnombsyior R''C(O)OH, Takke cOTep:KHTCS aKTHBHPYIOLIH PEarcHT. 3HAYCHHUs

nepemerHex B dopmyire IA, dopmyre IIA, R''C(O)OH, R"'C(0)X', R"'C(S)X', R''C(O)OE', R"'C(O)SR' u
R''C(O)OR" onpeerneHs! ciieayrommumM 06pazom:
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kosba E 1 A 00pa3yroT sapo MOJEKYIEI U SBIITIOTCS apOMAaTHYSCKAMU; B KaXIoM ciydae X U Y He3aBU-
cumo Beidpansl u3 N, NR" u C; rae makcuMaibho B 4 cirydasx X U Y oJHOBpeMeHHO o3Ha4atoT N u R" o3Hagaer
H nnn C_gankuni;

W wnu:

i) orcyrcTByer, korma J® cBs3aH HEMOCPEICTBEHHO C AaTOMOM YIJIEpOJa, K KOTOPOMY TPHCOEIHHEHBI JBE
rpyIms J, Kaelit J He3aBUCHMO O3HA9aeT BOZOPO WK MeTHI, n paBo 1 i J® osnagaer C,_; alKMIBHYIO LETb,
Heo0s3aTeTbHO 3aMEIEHHYIO ¢ IIOMOIIBIO JI0 9 aToMOB QTOpa; WK

il) mpencTaBsieT cobolt kom0 B, KoTopoe mpeactaBisieT coboit hermn, Cs.; MUKIOATKUIBHOE KOJBIO
WIH 5- WU 6-4JICHHOE TETePOAPIIFHOE KOJIBIIO, CoIeprKalee | Miu 2 KOJbIIEBEIX aTOMa a30Ta;

TJIe, €CIIU KOJbII0 B mpencTaBnseT co00it peHMT HiTh 5- WU 6-4JICHHOE TeTepOapHIbHOC KOJBIIO; KX IbIi
J He3aBHCHMO 03HAYAET BOJOPOJ WIH METHI, N SIBISETCS HEIBIM YHCIOM, BRIOpaHHBIM 13 0-3; i Kaxisii J° He-
3aBHCUMO BEIOpaH u3 ranorena, -CN, C_4 anudaTHaecKoi TpyIIsL, -OR® u C;.g IUKIIOATU(PATHICCKOTO KOJIBIIA;
u

e, ey Koubllo B npeacrariser co6oit Cs.; MUKIOANKHIFHOE KOJBIO; KX J 03HAYaeT BOAOPOM; N
SIBIISICTCS TIEJIBIM YHCIIOM, BBIOPAHHBIM U3 0-3, M KaXKIIbIi J® HesaBucumo BBIOpaH u3 ranorena, -CN, C,_4 anuda-
THYecKoit rpyms 1 -ORP!;

rae kaxpii J°, kotoperit o3nauaer C).q amudaTHyeckyio rpymmy, # Kaxaelii J°, KoTopsiii o3Hagaet Csg
LAKIT0ATH(pATHYIECKOE KOJBIO, HEOOM3aTEIBHO H HE3aBHCHMO 3aMEIICH C OMOIIBI0 10 3 rpym R’;

kaxapiii R® nesaBncnumo o3mauaer C, anmudarmdeckyro rpymmy mwim Cs.g HHKIOATHPATHIECKOE KOMBIIO;
ykaszauuerit R® HeoOs3aTeIbHO 1 HE3aBUCHMO 3aMEIIIeH C TOMOIIBIO 0 3 TPYIIT R*,

xaxeiit RP' HesaBucuMo BeIGpan u3 Bomopona, C anudarmaeckoit rpymmbsl u Cs.g IMKI0ATH(GATHICCKO-
TO KOJIBIIA; TNIe Kaxas u3 yka3zaHHbIX Cig anpaTHYCCKUX TPYII U KaXaI0¢ U3 YKa3aHHBIX C;g MUKIoamudaTu-
4ecKoe KOJell HeoOs3aTelIbHO M HE3aBHCHMO 3aMEIICHO ¢ MOMOIIBH0 10 3 rpym R™;

KaKIbIi R3, R*uR®s Ka)XXJIOM Clyyac He3aBHCHMO BbIOpaH u3 ramorena, -CN, C;_, ankmia, C_4 ramore-
Hankuia, -O(Cy_4 anxun) u -O(Cy_4 raoreHaIKmI);

P SABJISIETCS TIETBIM YHCIIOM, BRIOpAaHHBIM U3 1, 2 1 3;

ka1t J© HesaBHCHMO BEIGpaH M3 BOOpOJa, raorena, C; amubarndaeckoil rpymmsl, C_4 aTKOKCHTPYII-
el ¥ -CN; Tie kaxnas ykazanHas C_4 anudarudeckas rpymma u C;_, aIKOKCHTPYIIa HeoOs3aTeIbHO U HE3aBH-
CHUMO 3aMelnieHa ¢ moMoinbko 110 3 C_4 ankokcurpynm, C4ranoreHankokcurpym, -OH win rajoreHos;

R'" o3nagaer H, -NR™R", -C(O)NR*R", -C(O)R'®*, -CN, C,¢ alKeHHI, HEOOBI3aTCIBHO W HE3aBHCHMO
3aMEIICHHBIN ¢ moMoIsio 0-2 rpymnmn sz, C,.¢ aIKUHWII, HEOOS3aTENHHO U HE3aBUCHUMO 3aMEIIEHHBINH C IIOMO-
upto 0-2 rpymnn sz; Ci¢ anKWI, HEOOS3aTEIPHO W HE3aBUCHMO 3aMEIICHHBINH ¢ ToMolIpio 0-3 rpymmn RIS, Cis
ANKOKCHTPYIIITy, HEOOA3aTeIbHO ¥ HE3aBHCHMO 3aMEIEHHYIO ¢ moMoIpio 0-5 rpymm R'°, denn, Heobs3aTes-
HO M HE3aBHCHMMO 3aMeIICHHBIH ¢ moMombio 0-3 rpymm R, 5-6-useHHbI reTepoapu, Heo0A3aTEILHO U He3a-
BHUCHMO 3aMeIIeHHBIH ¢ momouibio 0-3 rpymnn R", Cy.¢ IMKIT0QTKIII, HEOGS3ATEIBHO ¥ HE3aBUCHMO 3aMEIICHHBII
¢ nomotupto 0-3 rpymnn RY, wn 3-8-umeHmsrit TETEePOIUKIINI, HeOOs3aTeIEHO U HE3aBUCHMO 3aMEIICHHBIN C
nomomsio 0-3 rpymm R'; rie kax/plit U3 yKa3aHHBIX 5-6-UICHHBIX T€TEPOAPHIIOB M KaXIbIil M3 YKA3aHHBIX 3-8-
YJICHHBIX TETEPOIMKIUIIOB COACPKUT JI0 3 KOJIBIIEBBIX TETEPOATOMOB, HE3aBUCUMO BEIOpaHHBIX M3 N, O 1 S;

R'® o3nauaer ramoren, -ORY, -SR*, -NR™R", -C(O)R", -C(O)NR™R", -NR"C(0O)OR", -OC(O)NR*R",
C,.4 ankeHokcurpymy, Cs;g IUKIOATKWI, HEOOSI3aTeIbHO M HE3aBUCUMO 3aMENICHHBIN ¢ moMoIbio 0-3 rpymm
R'®, denmn, HeOOM3aTEIBHO M HE3aBUCHMO 3aMEIICHHBI ¢ momombio 0-3 rpymm R'®, 5- win 6-wneHHsiii rete-
pOApHI, HeOGS3aTENBHO M HE3aBHCHMO 3aMEIICHHBIH ¢ rToMotbio 0-3 rpymi R'® mmm 3-10-4iieHHBIH reTeporuk-
JIIT, HeO6A3aTePHO ¥ HE3aBHCHMO 3aMeIeHHbIH ¢ moMosio 0-3 rpymm R'®; rie kaxoe u3 ykasaHHBIX 5- Witu
6-4JICHHBIX TETEPOAPWIIBHBIX KOJEI M KAXKABIH M3 YKa3aHHBIX 3-10-4JICHHBIX TeTEPOIMKIMIOB COACPIKUT IO 3
KOJIBIICBBIX TETEPOATOMOB, He3aBUCUMO BEIOpaHHBIX u3 N, O u S;

R o3nauaer C;.g MMKIOATIKII, HEOOA3ATENBHO H HE3aBUCHMO 3aMeIleHHbI ¢ omompbio 0-3 rpymm R'®,
dern1, HEOOA3ATENHHO H HE3ABUCHMO 3aMEIICHHBI ¢ omMombio 0-3 rpymm R'®, 5- wiu 6-unennsrii retepoapu,
HEOOS3aTebHO M HE3aBHCHMO 3aMEIICHHBIH ¢ oMompbio 0-3 rpym R'® wmu 3-10-uneHHbIi reTeponyuKm, He-
00513aTeIBHO M HE3aBHCHMO 3aMEIIeHHBI ¢ momompbio 0-3 rpymm R'®; rie kakmoe w3 ykasaHHBIX 5- wim 6-
YIEHHBIX T€TEPOAPWIBHBIX KOJEH M KaXKIBbIH M3 yKa3aHHBIX 3-10-9ICHHBIX TeTEPOLUKINIOB CONEPXKHT A0 3
KOJIBIIEBBIX TETEPOATOMOB, HE3aBUCUMO BBHIOpaHHBIX M3 N, O 1 S;

kaxpii R'® nezasucumo BBIOpaH M3 rayoreHa, ruapokcuna, Cq ankuna, C;_ amkokcurpymsbl, C_q rano-
TeHAJIKWIIA U (PeHIIIA;

R o3Hauaer BOJIOPO/I, —C(O)sz, C.¢ anxun win C,_¢ raJoreHaaIKuI,

R" o3nauaer Boaopon, C;¢ amkuin win C_g raJOreHaJIKIIT;

X' 03HaYaeT raJloreHusI;

OE' 0003HaYaeT OTHICIUISIONIYIOCS TPYIITY aKTHBHPOBAHHOTO CIIOKHOTO 3(Hpa;

SR' 0003HaYaeT OTIIEIUISIONIYIOCS TPYIITY CIOXKHOTO THOI(UPA;

R" o3nagaer C(O)R", C(O)R''?, N=CR'""R""®, P(O)(OH),, mim PH(O)OH;

R'"™ osnauaer C,_ganku;

R'"® u R''® Bce HeszaBucnmo osnavaror C, Ak Wil dhennn wm R 1 R''® BMecte ¢ aTomom yriiepoja, K
KOTOPOMY OHH TIPUCOEAMHEHBI, 00pa3yioT Cy gITHKIIOATKUI; 1
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G' 03HauaeT 3aMUTHYIO IPYIIITY AMHAPA30HA.

BTopbiM 00BEKTOM HACTOSIIETO U300PETCHUS SBISIOTCS CHHTCTHUYCCKUE MPOMEKYTOUHBIC TPOTYKTHI IS
CTIOCO0O0B, MpeAiaraeMbiX B HACTOAIIEM H300peTeHuu. [IepBbIM BapHaHTOM OCYIIECTBICHHUSI BTOPOTO 0OBEKTa
SIBIISIETCSI COSTMHEHUE, ONMChIBaroteecs: hopmyioit I1A:
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WJTU €T0 COJIb, B KOTOPOIl:

kosba E 1 A 00pa3yroT sapo MOJEKYIEI U SBIISTIOTCS apOMAaTHYCCKAMU; B KaXIoM ciydae X U Y He3aBU-
cumo Beibpansl u3 N, NR" u C; rae makcuMaibho B 4 cirydasx X U Y oJHOBpeMeHHO o3HauatoT N u R" o3Hagaer
H wnu C_gankun,

W wnu:

i) otcyrerByer, Korma J® CBA3aH HEMOCPEACTBEHHO ¢ ATOMOM YITIEPOJa, K KOTOPOMY IPHCOCIHHEHBI JBE
rpyIms! J, Kaelit J He3aBUCHMO O3HA9aeT BOZOPO WK MeTHI, n paBo 1 i J® osnagaer C,_; alKMIBHYIO LETb,
Heo0s3aTeTbHO 3aMEIEHHYIO ¢ IIOMOIIBIO JI0 9 aTOMOB QTOpa; UK

il) mpemcraBisieT cobolt kombIo B, KoTopoe mpeactaBisieT coboit hermn, Cs.; MUKIOATKUIBHOE KOJBIO
WITH 5- WIIN 6-4IIEeHHOE TeTepOapIiIbHOE KOJIBII0, coieprkaiee 1 MiIu 2 KOJBIIEBEIX aToMa a30Ta;

TJie, eCiu KoJIbIo B mpeacraBiseT co0oit GeHMT HiTn S- UITH 6-1IEHHOE TeTEPOapriIbHOE KOJIBIIO; KaXKIbIi
J He3aBHCHMO 03HAYAET BOJOPOJ WIH METHIT; N SIBJISETCS LEIBIM UHCIOM, BRIOpaHHEIM 13 0-3; i Kaxpii J° He-
3aBHCUMO BEIOpaH u3 ranorena, -CN, C_4 anupaTHaecKoi TpyIIsL, -OR® u C;.g IUKIIOATU(PATHICCKOTO KOJIBIIA;
u

rze, ey KoubIo B npeacrariser co6oit Cs.; MUKIOATKHIFHOE KOJBIO; KX J 03HAYaeT BOAOPOM; N
SIBIISICTCS LIEJIBIM YUCIIOM, BRIOpaHHBIM 13 0-3 U Ka) bl JB HesaBucumo BEIOpaH u3 ramoreHa, -CN, C;¢ amuda-
THecKoii rpymmsl 1 -OR®';

riae Kaxnaplit J°, koTopsiit 03HauaeT C. anmupaTHUecKyio TPy U Kaxasiii J°, koTopsiii o3HauaeT Csg
LAKIT0ATH(pATHIECKOE KOJBIO, HEOOM3aTEIBHO H HE3aBHCHMO 3aMEIICH C OMOIIBI0 10 3 rpymm R’;

kaxapiii R® nesaBncnmo o3mauaer C, anmudarmdeckyro rpymmy mwim Cs.g HHKIOATHPATHIECKOE KOMBIIO;
ykaszauuerit R® HeoOs3aTeIbHO 1 HE3aBUCHMO 3aMEIIIeH C TOMOIIBIO 0 3 TPYIIT R*,

kaxerii R®' HesaBrcuMo BeIOpan 3 Bomopona, C ¢ anudatimaeckoi rpymmbl u Cs_g IMKI0ATA(GATHICCKO-
TO KOJIbIIA; T/Ie KaXknas u3 ykazaHHbIX Ci¢ anudaTHuecKux TPy U Kaxaoe u3 ykazaHHbIx Cs_g UKI0amudaTH-
YECKHX KOJIEIl HeOBS3aTe IbHO M HE3aBHCHMO 3aMEIICHO ¢ MOMOIIBIO 10 3 rpym R™;

Ka Kbl R3, R*uR®s Ka)XJIOM ClIyyac He3aBHCHMO BbIOpaH u3 ramorena, -CN, C;_, ankmia, C_4 ramore-
Hankuia, -O(Cy_4 anxun) u -O(Cy_4 raToreHaIKmI);

P SBIJISICTCSI LEJIBIM YHCIIOM, BBIOpAHHBIM U3 1, 2 i 3;

kax el J© He3aBHCHMO BEIOpaH U3 BOJOpo/a, ragorena, C;, amubarndaeckoii rpymmsl, C_4 aTKOKCHIPYII-
el 1 -CN; rre kaxnaas ykaszannas Cy4 amudarudeckas rpymma u Ci4 AIKOKCUTPYIIA HEOOSI3aTENBHO U HE3aBH-
CHUMO 3aMelnieHa ¢ momMoIbko 1o 3 C;_4 anmkokcurpymm, C4ranoreHankokcurpym, -OH win raJoreHoB; u

G' 03HauaeT 3aMUTHYIO FPYIITY AMHAPA30HA HIIH €r0 COIb.

IMoapo6Hoe onucanne N300peTeHnst

Jamee moapoOHO pacCMOTPEHBI HEKOTOPHIC BAPHAHTHI OCYIIECTBICHHUS HACTOAIIETO H300pETeHHUS, IIpUMe-
PBI, KOTOpBIE MUTIOCTPHUPYIOTCS TIPIJIAaraeMBIMH CTPYKTypamu U (popMynamu. XOTS HacTosllee M300peTeHHe
Oyzer ommcaHO C MOMOIIBIO0 MPOHYMEPOBAHHBIX BAPHMAHTOB OCYIIECTBIICHHS, CIEIyeT IMOHUMATh, YTO OHU HE
OTPaHUYMBAIOT HACTOSIIEE N300PETCHUE ATHMHU BapHaHTaMH OCYIIECTBICHUs. HarpoTuB, HacTosIee n3oopere-
HHUE BKJIFOYACT BCE allbTCPHATHUBEI, MOAU(DUKAIIUN M SKBUBAJIICHTHI, KOTOPHIE MOKHO BKJIIOUATh B 00BEM HACTOS-
IIer0 M300pETEeHUs, onpeneNseMblid popmyoii m3o0peTeHus. CrieluaiucT B JAHHOW 0OJIACTH TEXHUKH TOJKEH
3HATh MHOTHE CIIOCOOBI I MaTEePHAaJIbl, AaHAIOTUYHBIC WM YKBUBAJICHTHBIC ONMMCAHHBEIM B HACTOSAIIEM H300peTe-
HUH, KOTOPBIC MOKHO UCIIOJIb30BaTh MPH MPAKTHICCKOM OCYIICCTBICHUU HACTOSIICTO U300PCTCHHUS.

CrnenyeT NMOHUMATh, YTO JEOOBIC BapHaHTHl OCYIICCTBICHHS, OMUCAHHBIC B HACTOSIIEM H300pPCTCHUM,
MOJKHO OOBETUHHUTE C OJHUM WIJIA OONBITNM KOJIHYECTBOM IPYTHX BAPHAHTOB OCYIIECTBICHUS HACTOSILETO M30-
OpeTeHus, ec OHH SBHO HE OTBEPTHYTHI WIH HE IPU3HAHBI HEHAAIe)KamyuMy. KoMOuHaIy BapraHTOB OCyIIIe-
CTBJICHUS HE OTPAaHIMYUBAIOTCS KOHKPETHBIMH KOMOMHAITUSAMH, 3asSBJICHHBIMUA BO MHOTHX 3aBUCHMBIX ITYHKTAX.

OrnpenesneHwsl.

g HacTosmero n300peTeHNsT XUMIYECKUE IEMEHTHI OTFCAaHBl B COOTBETCTBHHU C [leproandeckoii cuc-
TeMoit emenToB, Bepensi CAS, n Handbook of Chemistry and Physics, 75™ Ed. 1994. Kpome Toro, obe mo-
JIOKEHHSI OPTaHWYEeCKOW XMMHHM ornucanbl B myosnkanusax "Organic Chemistry”, Thomas Sorrell, University Sci-
ence Books, Sausalito: 1999 u "March's Advanced Organic Chemistry", 5" Ed., Smith, M. B. and March, J., eds.
John Wiley & Sons, New York: 2001, koTopsie Bo Bcelt CBOEH IMOTHOTE BKITFOUEHBI B HACTOSIIECE U300pETCHIE B
Ka4eCTBE CCHUIKH.
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Kak nokazano B HacTosieM n3o0pereHun, coeauHenust popmyinst [A uimm IIA mMoryt ObITE HeoOs3aTEIBHO
3aMEIICHBl OJHUM N OOJBINUM KOJMYCCTBOM 3aMECTUTEINICH, TAKMX KaK B IICJIOM NPUBCICHHBIC HUKE, MU
TIPYUBECHHBIC B KAUeCTBE MPUMEPOB TSI KOHKPETHBIX KJIACCOB, MTOAKIACCOB U THUIIOB, IIPEIaraeéMbIX B HACTOS-
meM n300peTeHnd. Bripaxkenne "HeoO0sS3aTeNbHO 3aMENICHHBIN" UCITONIb3YETCSl B3aMMO3aMEHSIEMBIM 00pa3oM ¢
BEIpOKEHUEM "3aMeEIIeHHBIH WM He3aMeleHHbIH". B 1enoM TepMuH "3aMenIeHHbIi" 03HadaeT 3aMeHy OJIHOTO
WK OOJIBIIEr0 KOJIMYECTBA BOJOPOIHBIX PalUKaJIOB B JAHHOW CTPYKTYpE PaIUKaIoOM KOHKPETHOTO 3aMECTHTE-
ns. Ecnu He ykazaHO WHOE, HE0Os3aTeNbHO 3aMEIIeHHAs TPYTIa MOKET COJepPIKaTh 3aMECTHTEINb B KaXK/IOM CIIO-
COOHOM K 3aMEIICHHIO TOJI0KEeHUH Tpymnisl. Eciin 6ojee 04HOTO MOJ0KEHUS B TaHHOH CTPYKTYPE MOXKET OBITh
3aMemIeHo OoJee, YeM OJJHHM 3aMECTUTEIICM, BHIOPAHHBIM U3 3aJIaHHOM TPYIIIBI, 3aMECTUTEITH MOTYT OJMHAKO-
BBIMH HJIM Pa3HBIMH BO BCEX IIOJIOKCHHSX, €CJIM HE yKa3aHO WMHOe. TepMuH "HeoOs3aTeNbHO W HE3aBHCHMO"
MOJKHO HCIIOJIB30BaTh JIJIs OMUCAHUS ITON CHTyaluu. B kauecTBe mpuMepa OJTHIM 3aMECTHTEICM, PACKPBITHIM B
HACTOAIIEM H300peTerHny, sBiserTcss R'', KOTOphIM, HapsiLy ¢ APYrMMH BO3MOXKHOCTSIMH, MOKET ObITh Ci.q all-
KWJI, He00A3aTeIFHO W HE3aBUCUMO 3aMEIICHHBIN ¢ moMoIbto 0-3 rpym R". B stom ciayuae C_g aJKUI MOXKET
6OBITh "HEOOA3ATEIHHO 3aMEIICHHBIM": OH MOXKET OBITh He3aMEIIeHHBIM (T.e. coxepxkath O rpymm R') umn 3a-
MEIEeHHBIM (T.¢. comepkath 1, 2 mwim 3 rpymmst R'). Ecau comeprkatcs Heckonbko rpymn R (mampumep, 2),
kaxprid R' MokeT GBITH OJHHM M TeM 3Ke 3aMeCTHTelIeM (HampumMep, 2 atoMa (Topa) WiIH pasHbIME (HAIPH-
Mep, -OH u xmop). Kak 10/mkHO OBITH OYEBHIHO JUTS CTICIIHAIIUCTA ¢ OOIIeH MOATOTOBKOW B NaHHOW 00JiacTh
TEeXHWKH, TaKue rpymmsl, kak -H, ramoren, -NO,, -CN, -OH, -NH, wim -OCF; He J0KHBI OBITh CIIOCOOHBIMH K
3aMEMICHUIO TPYIIIaMH.

Bripakenne "mo" mpu HCIOB30BAaHUK B HACTOSIIEM M300peTeHnH o3HadaeT 0 miu Jroboe 1esioe 9ucio,
KOTOpOE PaBHO WJIM MEHbIIE YHCIIa T0ocie 3Toro BelpaxkeHus. Hampumep, "no 3" o3zHauaer moboe U3 cienyro-
mwmx 3HadeHuit: 0, 1, 2 win 3. Kak moka3aHo B HACTOSIIEM H300PETCHUH, 3aJaHHBIN JHANA30H KOJUYECTB aTo-
MOB BKJIFOHAET JIt00oe nenoe yucio. Hanpumep, rpynmna, conepixamas 1-4 aroma, MOXET colepxathb 1, 2, 3 uin
4 aroma. I'pynma, cogepxamas 0-3 atoma, Mmoxer coxepxatb 0, 1, 2, wim 3 atoma. Ecium mo6ast nepemenHas
COJIEPIKUTCS OoJIee OHOTO pa3a B JIIOOOM IOJIOKEHUH, €€ OINpe/IeICHHE B KAKOM ClTydae He 3aBHCUT OT OIIpe-
JIETICHSI B JTFOOOM PyTroM MOJIOKESHUH.

CoenuHenws, Takue kak coenuHeHus Gopmynsl [A wm IIA, wnu apyrue coenuHeHUs, PaCKPHITHIC B Ha-
CTOSIIIIEM U300pETEHUH, MOTYT HaXOIUTLCSA B CBOCH cBOOOMHON (hopme (Hampumep, aMopdHO# hopme wim Kpu-
craymuaeckast opme wiu B popme mosmmopda). [Ipu HEKOTOPHIX YCIOBHUIX COSAMHEHUS TaKKe MOTYT 00pa3o-
BBIBaTh COBMECTHBIEC (hopMBI. [IpH MCTIONB30BaHNM B HACTOAIIEM M300pETEHHH TEPMHUH COBMECTHas ¢opma sB-
JSIeTCS. CHHOHUMOM TepMHUHA MHOTOKOMITOHEHTHAs KpucTajummaeckas popma. O6pa3oBaHue COTH ONpeAeseTcs
TEM, HaCKOJIBKO BEJIMKa Pa3HOCTh 3Ha4eHUi pKa mapTHepoB, KOTOpbIe 00pa3yIoT cMech. B HacTosmeM u3oope-
TEHUH COCIWHCHHS BKIIOYAIOT (hapMaIleBTHYCCKH IPUEMIIEMBIC COJH, NaXKe €CIH TePMHH "(papMaIleBTUICCKH
TpUEeMIIEMBIC COH" SIBHO HE yKa3aH.

Eciu npencTaBieH Wi Ha3BaH TOJBKO OJMH WU30MEp, CTPYKTYPHI, IPUBEICHHBIC B HACTOSIIEM H300peTe-
HUH, TAKXKE BKIIOYAIOT BCE CTEPEOM3OMEPHBIC (HATIPUMED, JHAHTHOMEPHBIC, HACTCPECOU30MEPHBIC, aTPOIION30-
MEpHBIC U IHC-TPAHC H30MEPHBIC) (OPMBI CTPYKTYPBI; HanpuMep, KoHurypamuu R u S uis kaxmaoro acummer-
pudeckoro meHrtpa, koHurypanmnu Ra m Sa mns kaxnoir acuMmMerpuueckod ocw, koHpurypamuu (Z) u (E)
JBOWHOW CBS3M W LIHC- U TPAaHC-KOH(OpPMAIMOHHEIE H30Mephl. [103TOMY OMHOYHBIE CTEPEOXUMHICCKIE H30Me-
PHI, @ TAK)Ke parieMaTsl H CMECH SHAHTHOMEPOB, AUACTCPEON30MEPOB H IIUC-TPAHC U30MEPOB (IS TBOIHOI CBSI-
3U WM KOH(GOPMAIMOHHBIE) TpeTaraeMbIX COSTUHEHUH BXOAAT B 00beM HacTosIero m3odperenns. Ecim He
yKa3aHO MHOE, BCE TayTOMEpHbIE ()OPMBI COSANHEHHH, MpeIaraéMbIX B HACTOSIIIEM H300pETCHNH, TAK)Ke BXO-
JIIT B 00BEM HACTOSIIETO H300PETCHHUS.

Hacrosiee n300peTeHre TakKe BKIIOYACT M30TOIMHO-MEUCHBIC COCTUHEHUS, KOTOPBIC HICHTUYHBI YKa-
3aHHBIM B HACTOSIIEM M300PCTCHUU, HO OIWMH MM OOJBIICe KOITUIESCTBO aTOMOB 3aMCHEHBI aTOMOM, 00JIajaro-
MM aTOMHOW MAacCOW WJIM MAaCCOBBIM YHCJIOM, OTIMYAIONUMH OT aTOMHOW MAacChl WJIM MAacCOBOTO YHCIIA,
O0OBIYHO BCTPEYAIOIINXCS B MPHUpPOJE. Bce M30TOMBI JIFOOOTO KOHKPETHOTO YKAa3aHHOTO aTOMa WIIA JJIEMCHTA
BXOJSAT B 00BEM COCIMHCHHUM, PENIaracMbIX B HACTOSIIEM H300PCTCHUY, U UX MPUMEHEHUs. TUIHYHBIC H30TO-
TIBI, KOTOPBIE MOXKHO BKJIIOYUTH B COCIMHECHHUS, TIpEAsIaracMble B HACTOSIIEM H300pETeHUH, BKIIFOUAIOT H30TOTIBI
BOZOPOJIa, yIiIepoia, a3oTa, Kuciaoposa, hocdopa, cepsl, propa, XjIopa u Hoja, TaKUe Kak ZH, 3H, 11C, 13'C, 14C,
13N, 15N, 150, 170, 180,32P, 3'3P, 358, 18F, 36Cl, 1231 1 11 cooTercTBEHHO. HexoTopbie H30TOMHO-MEUYESHBIE COESIN-
HEHHSI, TPe/UTaraeMbIc B HACTOSIIEM H300peTeHHH (HanpuMep, MedeHsie ¢ momombio “H u '*C), npumennmsI B
aHAIM3aX PACIIPENCIICHUS COSAMHCHIS 1/ITH cyGcTparta B TKanu. Tputnuposannsie (1.e. *H) i yruepon-14 (T.e.
'C) M30TOMBI PHMEHUMBI BCIEACTBHE JIETKOCTH HX MOMyYCHHs I AeTeKTHpyeMocTH. KpoMe Toro, 3amelenue
Gosiee TAKETBIMI H30TOMAMH, TAKHMH Kak aeiirepuii (T.e. H) MoXeT 06ecrneunTh HEeKOTOPHIE TePaneBTHIECKHE
MPEUMYIIECTBA, 00YCIOBICHHBIC X OOJNbIIEH METa0OTHMUCCKON CTAOMIBHOCTRIO (HAIPUMEp, YBEITHYCHHBIM TIC-
PHOJIOM TIOTYBBIBEJICHHS iN VIVO FUTH BO3MOXKHOCTBIO IPUMEHEHHUSI MCHBIIIHMX J103) U TOATOMY MPU HEKOTOPBIX
YCIOBHAX MOTYT GBITh MPEANIOYTHTEIBHBIMI. VICITyCKAIONIHE MO3UTPOHBI H30TOMbI, Takue kak 0, "N, ''C u '*F
MPUMEHHUMEI [T UCCIICAOBAHUNA C IIOMOIIBIO MO3UTPOHHOU 3MuccuoHHOoU ToMorpaduu (PET) ¢ nenpro uzyde-
HUS 3aHATOCTH PEIENTOpPOB. M30TOMHO-MEUYCHBIC COCIUHCHUS, TpeiiaracMble B HACTOSIIEM W300pETCHHH,
O0OBIYHO MOJKHO TTOTYYUTH 110 METOANKAM, aHAJIOTHYHBIM PACKPBITHIM HIDKE HA CXeMaX W/WIHM B IpUMepax B Ha-
CTOSAIIEM N300PETEHHH, ITyTEM 3aMEHBI M30TOITHO-HEMEUEHOTO peareHTa Ha H30TOITHO-MEUEHBIH peareHT.
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Tepmun "anmudarmuecknit" win "amparndeckas rpynmna” win "anmudaruueckas Hens" IpU UCTI0JIb30BaHUH
B HACTOAIICM W300pETECHHH O3HAYAeT O0JANAIONIyI0 JTUHEWHOW IIeMbI0 (T.c. HEpa3BETBICHHYIO) WM Pa3BETB-
JICHHYIO, 3aMEIICHHYIO WM HE3aMEIICHHYIO YIIIEBOJAOPOAHYIO LEIb, KOTOpas SIBIISETCS IOJIHOCTHIO HACKHIIICH-
HOW KOTOpasi COACPKUT OAHY Win OoJbIIee KOJMYECTBO KpaTHBIX cBs3ed. Ecin He yka3aHo mHOe, anmudarnde-
CKHe TPYIIBI conepkaT 1-20 anmupaTUIecKux aToMOB yriiepoaa. B HEKOTOPHIX BapHaHTaX OCYIIECTBICHUS aJIv-
(aTmueckue rpynmsl copepkaT 1-10 amudarudecknx aToMoB yriepona. B apyrux BapmaHTax OCYIIECTBICHHUS
anugaTHIeCKue TPYNIHBI CONep X uT 1-8 ammdarnyeckux atoMoB yriepoga. B apyrux BapmaHTax OCyIIECTBIIC-
HUS aTudaTHIecKue TPYIIBI COASPKUT 1-6 anmndarndeckux aToMOB yriepoaa. B aApyrux BapuaHTax OCyIIeCTB-
JeHus anu(aTuyecKue TPyl coaepxkaT 1-4 amudaTnyeckux aTOMOB YIIIepoia U B IPYTHX BapUaHTax OCYIIe-
CTBIICHUS anuaTHYCCKUe TPynnel comepxatr 1-3 wmmm 1-2 ammdarudeckux aromoB yriepona. Ilomaxomsmine
anupaTHYCCKUE TPYIIBI BKIIOYAIOT, HO HE OTPAHUYMBAIOTCS TOJBKO MMM, JIMHCHHBIC WM Pa3BETBIICHHEIC, 3a-
MEIIICHHBIC WM HE3aMCICHHBIC ANKHIIbHBIC, ATKCHUIBHBIC WIN alIKHHUIbHBIC Tpynnbl. KOHKpeTHBIE MPUMEepHI
ann(aTHYCCKUX TPYII BKIFOYAIOT, HO HE OTPAaHHYMBAIOTCS TOJILKO UMH: METHII, 3THII, PO, OYTHII, U30TIPO-
W, W300yTWI, BHHWI, BTOP-OYTWI, TPeT-OyTHI, OYTCHWI, MPONaprui, aneTHWICHIWI U T.M. Anudarudeckas
rpynna onuceiBaeTcs TepMuHOM "Cy., anmuparndeckas'; rae X ¥y ABIAIOTCS MHHUMAJILHBIM M MaKCHMAaJIbHBIM
KOJIMYECTBOM aTOMOB yIJIepoa, 00pa3ylomux aan(aTHaecKyro Hemb.

Tepmun "amkun" (kak B "anKWIbHOHN menu" win "alKAIBHOM Tpymime") MpH UCTIONh30BAaHUU B HACTOSIIEM
M300pETEHUHN O3HAYaeT HACKHIIMICHHBIN JIMHEWHBIA MM OOJIAMAIONIMA Pa3BETBICHHON IEMBbI0 OJHOBAJCHTHBIN
YTIEBOIOPOAHBINA panukan. Ecmu He ykazaHO WHOe, alKWIbHAs Tpymma coaepxuT 1-20 atomoB yriepona (Ha-
npumep, 1-20 atromoB yriepona, 1-10 aromoB yriepona, 1-8 atomoB yriepoza, 1-7 atomoB yriepona, 1-6 ato-
MOB yriepoja, 1-4 atoMoB yriepona wiu 1-3 atoMoB yriepona). [IpuMeps! alKiIbHEIX TPYIII BKIFOYAIOT, HO HE
OTPAaHUYUBAIOTCS TOJBKO MMM, METHJ, 3THJI, H-TPOMWI, H30MPOIHI, H-OYTHI, W300yTWI, CUM-OyTHI (BTOp-
OyTHT), TPEeT-OyTHII, IEHTUII, TEKCUII, TENTUI, OKTHI U T.I. ANKUIbHAA TPYIINa onuchkiBaeTcss TepMuHOM "Cy.y
ankwn'"; TAe X U Y SIBITIOTCS MHHHMAIBHBIM U MaKCUMAaJBHBIM KOJUYECTBOM aTOMOB YIJIepojia, 00pa3yromux
ANKWIHHYIO IICTIb.

Tepmun "amkennn" (kak B "aJKCHUIHHOW memu" WM "aJIKCHWJILHOW Tpymme") o3HavyaeT JTUHEHHBIA WU
o0namaromuil pa3BeTBICHHOW IETIbI0 OJHOBAJCHTHBIN YTIIEBOJOPOIHBIN pajMKall TI0 MEHbBIIEH Mepe ¢ OTHON
KpaTHOM CBSI3bIO, T. €. YIIIEPOI-yTIEPOIHON Sp NBOMHOM CBS3bI0, T/I€ AIKCHWIbHBIM paJuKall BKIIOUaeT paauKa-
71, oOmagaronue "twc" u "TpaHc" opueHTANMSIMH, WM anbrepHatuBHO, "E" m "Z" opuenranusmu. Ecnmu He
yKa3aHO WHOE, alIKeHWIbHAs Tpymma coaepkuT 2-20 atoMoB yriiepona (Hanpumep, 2-20 atoMoB yriiepoaa, 2-10
aTOMOB yTJIepoja, 2-8 aToMOB yriiepoJia, 2-6 aToMOB yriiepona, 2-4 aTroma yriepojaa wiu 2-3 aroma yriepojaa).
[IprMepsl BKIIIOYAIOT, HO HE OTPAHUYHMBAIOTCS TOJIBKO UMHU, BUHHI, AJUTHI U T.I. AJIKGHWIbHAS TPYIINa OIMHUCHI-
BaeTcsi TepMUHOM "Cy.y aKEHHUN"; TJIE X M y SIBJIAIOTCS MUHUMAIBGHBIM U MAKCUMAaJIbHBIM KOJMYECTBOM aTOMOB
yriaepoja, 00pa3yIoNux aaTKeHIIBHYIO CTb.

Tepmun "ankuHun" (Kak B "aJKUHWIBHON Ienu" Wi "aJKUHWIBHON Tpynre") o3HadaeT JIMHEWHBIN WiH
Pa3BETBIICHHBIN OJHOBAJICHTHBIN YTIICBOJOPOIHBIN paJMKall IO MCHBIICH Mepe C OJHOM KPaTHOH CBS3bIO, T.C.
yTAepOoa-yIIepoJHOU Sp TpoliHOM cBs3bI0. Eciii He yka3aHO MHOE, aJKUHUIIbHAS FpyNmna coaepxut 2-20 aToMoB
yraepona (Hanpumep, 2-20 atoMoB yriepona, 2-10 atoMoB yriepoza, 2-8 aToMoB yrieposa, 2-6 aToMOB yrJie-
pona, 2-4 atoma yriiepona wid 2-3 atoma yriepona). [Ipumepbl BKIIOYAIOT, HO HE OTPaHUYIMBAIOTCS TOJIBKO
UMM, STHHWII, IPOITMHMIL U T. 1. AJIKHHMJIbHAS TPYIIA OMKCBHIBAETCA TePMHHOM "Cy y aNKMHMI"; TAE X U y ABIS-
FOTCS MUHUMAJIBHBIM M MAKCHMAIIBHBIM KOJTMYECTBOM aTOMOB YTIIEPOAa, 00pa3yIOIINX aTKHHUIBHYIO IIEITb.

Tepmun "mukmoanmparndeckuit” (wim "HeapoMaTHUECKHd KapOomuki', "HeapoMaTHUeCKHid KapOOInK-
mn”, "HeapoMaTHYeCKyro KapOOIMKINdecKas Tpynna’ win "IuKiIoanudaTiieckoe KoJblo") o3HayaeT HUKIU-
YECKHI YTICBOIOPOM, KOTOPBIH SBISCTCS MOJHOCTHIO HACHIIICHHBIM WM KOTOPBIA COJCPKHUT OIHY WIH OOJb-
nree KOJUYECTBO KPATHBIX CBS3CH, HO HE SBIISACTCS apOMATHYCCKHM U KOTOPBIH COACPKUT OJHO TMOJOXKCHUE
MPUCOCTUHEHUS K OCTAIbHOW YaCTH MOJICKYJIBL. B 0THOM BapHaHTe OCYIICCTBICHUS TEPMUH "IIUKIOATH(paTHIC-
cKuii" o3HavYaeT MoHouMKIndeckuit C;g yriaeBomopos wiv MoHouukindeckuit Cs., yrieBogopoa. Lukmoanu-
(batryeckoe KONbIO OMUChIBaeTCs TepMUHOM "Cy , LHKT0anudaTHueckoe”; rae X U y sBJIS0TCS MHHMMANIbHBIM
M MaKCHMaJbHBIM KOJHMYECTBOM aTOMOB yIiIepoia, oOpa3yronix IMuKiIoanudaTrndeckoe Komsio. Ilogxomsmme
MUKITOATH(AaTHIECKIE TPYIIIBI BKIIFOYAIOT, HO HE OTPaHNYUBAIOTCS TOJIBKO MU, ITUKIOATKII, [TUKJIOATKEHII U
MUKITOATKHHIIIL. [IpuMepsl anudaTHaecKuxX TPyNIl BKIOYAIOT ITUKIONPONII, TUKIOOYTII, IUKIOMEHTHII, [IHK-
JIOTICHTEHWII, ITUKJIOTEKCHII, ITUKIOTEKCEHI, IIMKJIOTENTHI, [IUKIOTEITeHIII, HOPOOPHIII, IIMKIOOKTHII, ITHKIIO-
HOHWJI, IIUKJIONEIIFI, IUKJIOYHISIIFII, HUKIOAOACTINII U T.11.

"Hukmoankmn" Win "TUKIOATKAIHFHOE KOJBIO" TP UCTIOIh30BaHUHU B HACTOSIIEM H300pPETEHUN O3HAYAET
KOJIBIICBYIO CHCTEMY, KOTOPasl SBJISICTCS MOJHOCTHIO HACHIIIEHHON U KOTOpasi COJACPKUT OJHO MOJIOKCHUE MPH-
COCJITHEHUS K OCTAJLHOW YacTH MOJICKYJIBI. B 0JTHOM BapHaHTE OCYIICCTBICHUS TEPMHUH "TIHKIOATKIIT" O3HAYA-
eT MoHouuknuueckuit Cs.i, HaChIIEHHBIN yriaesogopoAa. Hanpumep, TepmuH "nukinoankun" 03Ha4aeT MOHOLUK-
nmuueckuil Cs.; HACBHIIEHHBIN YIJIEBOJOPO WM MOHOUUKINYEeCKHi C;.g HAaCBhIIIEHHBIN yrieBogopoa. Iloaxomns-
IIMe UKIOANKWIBHEIC TPYIITBEI BKIIOYAIOT, HO HE OIPAaHMYUBAIOTCS TOJBKO UMH, ITUKIOTPOINHI, IUKIOOYTHIL,
[UKJIOTICHTI, IIUKJIOTEKCHII, ITUKJIOTEITII, HOPOOPHM, IUKIOOKTHI, AKJIOHOHWI, IIUKIOACIIII, [IUKIOYHIC-
LMJI, UUKIOAOAEHUI U T.I. LIMKI0OaNKUIbHOE KOJBLO ONUCHIBaeTCs TepMHUHOM "C,., LUKIOAIKUI"; TOE X U Y
SBIISIOTCSI MUHIMAJIBHBIM W MaKCHUMAaJbHBIM KOJIMYECTBOM aTOMOB YTJIEpoa, 0Opa3yoNINX IHKIOATKUIEHOE
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KOJIBIIO.

[Ipu ucHoNBE30BaHUM B HACTOSIIEM H300peTeHHH "apiil’ 03HaYaeT 3aMEIICHHBIC WU HE3aMEIICHHBIC CO-
JIepXKalfe OJHO KOJIBIO apOMAaTHYEeCKHe TPYMIBI, B KOTOPHIX KaKIBIM aTOMOM KOJBIIA SIBISIETCS YTIEPOA.
[IpennoYTuTeNnbHO, €CITH KOJBIIOM SIBISICTCS S5-7-4IeHHOEe KOJbLOo, Ooliee IPEAOUTUTEIHHO O-1WIEHHOE KOJNBIIO.
ApuibHBIE TPYMITEI BKIIOYAIOT, HO HE OIpaHUYMBAIOTCS TOJBKO MMM, (GeHm1, GeHos, aHwmH 1 T.1. TepMuH
"apun" Takxke BKIIOYACT "TOMUIUKIHAN", "MOTUIHUKI" ¥ "MOJUINKINIecKUe" KOJIBbIIEBBIE CHCTEMBI, COJIEPIKaIIHe
JIBa TUIH OOJIBIIeE KOJMIECTBO KOJIEIl, B KOTOPHIX JBA WM OOJbIIee KOJMIECTBO ATOMOB SIBIISTIOTCSI OOIIIMMI IS
JIBYX COCEIHHX KOJIEIl, Hal[puMep, KOJbIIa SBISIOTCS "KOHACHCHPOBAHHBIMU KOJBLIAMHU'", TZIe TT0 MEHBIIEH Mepe
OJTHO U3 KOJICI] SBISCTCS apOMAaTUYCCKUM, HAIIPUMED, APYTHUMH IUKINYCCKUMHU KOJBIIAMHA MOTYT OBITH IHKIIO-
ANKWIBI, [TUKIOAIKCHWIBI, ITUKIOATKUHIIBI WM apOMAaTHYeCKUAE KOJIbIA. B HEKOTOPBIX MPEANOYTHTEIBHBIX
BapHaHTaX OCYIICCTBICHUS MMOJUIMKIBI BKIFOUYAIOT 2-3 KOJBIA. B HEKOTOPBIX MPEAMOYTHUTEIBHBIX BapHaHTaX
OCYILICCTBIICHUS MOJUIMKINYCCKUEC KOJBIEBbIC CHCTEMBI BKIIIOYAIOT JBa IUKIMYCCKUX KOJbIA M 00a KOJbIa
SIBIISTIOTCST apoMaThndeckuMu. Kaxmoe U3 KoJiell MOJUIMKIA MOXKET OBITh 3aMEIICHHBIM WU He3aMeIllleHHBIM. B
HEKOTOPBIX BapUAHTAX OCYIICCTBICHHUS KaXKJ0€ KOJBIO MOJHUIMKIA COACPKHUT OT 3 A0 10 aToMoB yriiepoaa B
KOJIBIIE, IPEAIOYTHTENHHO OT 5 10 7. Hampumep, apuiibHBIE TPYIIH BKIIOYAIOT, HO HE OTPAHUIHUBAIOTCS TOJIBKO
uMH, Gerun (OeH30I1), TOJWI, aHTpaleHu, GIYOPEeHUI, HHACHWI, a3yJeHIT U Ha(Q T, a TaKKe CKOHICHCHUPO-
BaHHBIE ¢ OEH30JI0M KapOOIMKINIecKrue parMeHThl, Takue Kak 5,6,7,8-reTparuipoHadTHiI U T.I. B HEKOTOPBIX
BapHaHTaX OCYIIECTBICHUS apiil IPEACTaBIACT COO0I ComeprKallyio OJHO KOJBIO apoMaTHYECKylo Tpymmy. B
HEKOTOPBIX BapHaHTaxX OCYIISCTBICHHS apwil MpEACTaBisieT co00i comeprKallyro JBa KOJbIa apOMaTHIECKYIO
rpymiy. B HeKOTOPBIX BapHaHTaxX OCYIISCTBICHHUS apHJl MPEACTABIIET cOO0H comeprKallylo TpH KOJIbla apoMa-
THYECKYIO TPYIIILY.

"T'erepormkn" (Mn "TeTepOLMKINI" WM "TeTePONMKINIECKUI" MK "TeTepOLMKINIeCKOe KOJIbI0") pr
UCIIOJIb30BAaHUM B HACTOAIICM HU300pETEHHH O3HAYACT KOJBIICBYIO CHCTEMY, B KOTOPOI OJUH WIIH OOJIBIIEE KO-
JIMYECTBO 3JICMECHTOB KOJbBIIA MPEICTABISIOT COOOM HE3aBUCHMO BBIOPAHHEIN TeTepoaTOM, KOTOpas SBIIACTCS
MOJTHOCTBIO HACKHIIMCHHON HITH KOTOpasi COACPIKUT OJHY WIIH OOJIbIIIee KOJHUECTBO KPATHBIX CBsI3eH, HO KOTOpas
HE SBIIACTCS apOMAaTHYECKUM U KOTOpasi COACPKUT OIHO IMOJIOKEHHE MPUCOSTNHEHNS K OCTaIbHON 9acTH MOJIe-
Kynel. Eciii He yka3aHO WHOE, B HACTOSIIEM H300PETEHHUH TeTePOIMKII MCIIONB3YeTC s, KaK CHHOHUM "Heapoma-
THYECKOTO TeTeponukia". B HEKOTOPBIX CITydasiX TEPMUH MOKHO HCTIOIh30BaTh B BRIPAKEHUH "apOMaTHICSCKHN
TETEPOIMKI" B B 3TOM CJIy4ae OH O3HadaeT "TeTepoapwibHYyI0 Tpymnmy'", ompeaeleHHY0 HUXe. B HEKOTOpPBIX
BapHaHTaX OCYIIECTBIICHUS TE€TEPOITUKI COMEPKUT 3-8 IIeMEHTOB KOJjbIla MK 3-10 3JIEeMEHTOB KOJIBIIA ¥ B HEM
OIIMH TIU OOJIBIIIee KOJIMIECTBO 3JIEMEHTOB KOJIbIA IPEICTABIAIOT OO0 reTepoaToM, HE3aBUCUMO BEIOPAHHBIN
U3 a30Ta, KUCIOpOoJa M cepbl. B Ipyrux BapmaHTax OCYIICCTBICHHS TETCPOLUKI MOXKET MPEICTAaBIATH COOOU
MOHOIMKJI, cojiepkaiuii 3-7 a1eMeHToB Koiblia (2-6 atromoB yriepona u 1-4 rerepoatoma). Hanpumep, mo 3
KOJIBIICBBIX TETEPOATOMOB, HE3aBUCHMO BEIOPAHHBIX M3 a30Ta, KHCIOPOaa U CEpPHIL.

[IpuMepsl TeTePONUKINYSCKUX KOJICI] BKIFOYAIOT, HO HE OTPAaHMYMBAIOTCS TOJIBKO MMHU, CICIYFOIIUEC MO-
HOLMKJIBL: 2-TeTparuapodypaHui, 3-TeTparuapoPpypanui, 2-TeTparuapoTHOGSHII, 3-TeTPparugpOTHOPCHIT, 2-
MopdosmHo, 3-mMopdonuHo, 4-mopdonuHo, 2-THOMOpdOIMHO, 3-THOMOp¢oIHMHO, 4-THOMOpdoauHO, 1-
TUPPONTAIMHII, 2-TUPPONAIUHII, 3-THUPPONAINHII, |-TeTparuaAponunepasuHil, 2-TeTparuapoIrIepa3snHuI,
3-TeTparuApoONHUIepasuHui,  |-MUMEePUANHII, 2-MUNEPUINHWI,  3-MATEPUAUHUTI,  |-Mpa3onwHmiI,  3-
MUPA3OIUHWI, 4-TTUPA30JIUHWI, S-TTUPAa30IUHII, |-TUNePUAUHIII, 2-TTUNEPUIUHIII, 3-TTUNepUIuHIIL, 4-
TMUIEPUINHIUI, 2-THA30IUANHII, 3-THA30IUANHII, 4-THA30IUINHIT, |-UMUIA30IUANHIIT, 2-UMHIa30TUIAHIII,
4-AMUAA30TUINHII, S-UMHUIA30IAAHHNI.

Tepmun "rerepoapun” (1am "rerepoapoMaTHueckuil” WM "TeTepoapuiibHas Tpynna’ Wi "apoMaTH4ecKui
reTeporuKI” win "rerepoap WIbHOE KOJBIO") MPH MCIOIB30BAaHUHU 10 OTICIFHOCTH WIH B Ka4eCTBE YacTH 00-
Jiee KpYIHOro (parMeHTa, Kak B "rerepoapmiasikiie” WiH "TeTepoaprIaIkOKCHTpymie", o3HadaeT KoJIblo, KO-
TOpOE SIBISICTCS apOMATHUYCCKUM M COJACPIKUT OJWH WM OOJbIIee KOJMYECTBO KOJBIIEBEIX I'eTepOAaTOMOB (Ha-
npuMep, 1 Wi 2 KOJBIIEBBIX aTOMa a30Ta), COJACPKUT OT 5 710 6 SIEMEHTOB KOJIbI[A M KOTOPBIA CONEPIKUT OTHO
MOJIOXKCHUE TIPUCOCANHCHHS K OCTATBHOM 4acTH MOJIEKYIEI. [ eTepoapuiibHBIC KOJbIA BKIFOYAIOT, HO HE Orpa-
HUYHUBAIOTCS TOJIBKO UMH, CIICIYIOINE MOHOIIUKIIGL: 2-Gypanui, 3-GpypanHmit, N-UMUIa30IWI, 2-AMHAIA30JTHII, 4-
AMHUIA30JIAII, S-MMHUIA30/IMI, 3-M30KCA30JIMII, 4-M30KCA30JIMII, S5-M30KCA30JIMII, 2-0KCa30JIMI, 4-OKCa30/Iui, 5-
oKcazomil, N-TIHPPOIHII, 2-TIUPPOIHI, 3-MIAPPOJIUT, 2-TTUPHUINI, 3-TTUPUIWIT, 4-TIMPUIMI, 2-TIAPUMHUIUHAT, 4-
MUPUMHAIAHWI, S-TIMPUMUAWHUAT, TMHAPUAA3UHWI (Hampumep, 3-THPUAA3UHWI), 2-THA30JWI, 4-THa3oimuil, S-
THA30JIWJI, TETPA30JMI (HAPUMED, S-TeTpazoymil), TpUazonwia (HAmpuMep, 2-TPUa30idi W S-Tpuaszonmi), 2-
THEHW, 3-THEHW]I, TUpa3oawn (HampuMep, 2-TMpaszoimi), wu3oThazommna, 1,2,3-okcammazonmn, 1,2,5-
okcaauazonwi, 1,2.4-oxcaguazonwn, 1,2,3-tpuazonwn, 1,2,3-tmaauazonun, 1,3,4-tmaauazomun, 1,2,5-
THAANA30JWI, upasunui, 1,3,5-Tpuasunus.

Tepmun "komnbleBoit aToM" o3HavyaeT aTtoM, Takol kak C, N, O winu S, KOTOpBIH SBISETCS YacTblO apoMa-
TUYECKOTO KOJIbI[A, IIUKIOATH(PATHICCKOTO KOJbIA, TETCPOIUKINYCCKOTO MU TeTepoapriibHOro Koibia. "Cro-
COOHBIN K 3aMEIICHUIO KOJBIICBON aToM" MpeacTaBiseT coOOM KOJNBIIEBOW aTOM yIiiepoja WU a30Ta, CBSI3aH-
HBIA TI0 MEHBIIICH Mepe C OJHAM aTOMOM BOJAOpOJa. Bomopos MOXKHO HEOOS3aTeBHO 3aMEHUTH TIOIXOIAIICH
3ameraroneit rpynmoid. Takum oOpazoMm, TepMUH "CIIOCOOHBIM K 3aMENICHUIO KOJIBIICBOW aToM" HE BKIIIOYAET
KOJIBIIEBOW aTOM a30Ta MIIM aTOMBI YTIepOoa, KOTOPBIE SIBIIIOTCS OOLMMH IS ABYX KOHACHCHPOBAHHBIX KOJICTI.
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Kpowme Toro, "crocoOHBIH K 3aMEIICHUIO KOJBIIEBOI aTOM" HE BKIIFOYAET KOJBIIEBHIC aTOMBI YIIIepoa WU a30-
Ta, €CIIM B CTPYKTYpE MOKA3aHO, YTO OHH YK€ MPUCOCAUHEHBI K OJTHOMY WIN OOJIBIIEMY KOJHYCCTBY (PparMeH-
TOB, HE SBIISIOIINXCS BOJOPOIOM U HET BTOMOB BOJOPOAA, TOCTYITHBIX IS 3aMEIICHUSI.

"T'erepoaromM" 03Ha4aeT OJUH KM OOJIBINIEE KOJIMYECTBO aTOTMOB KHUCIIOPOJa, CEPHI, a30Ta, BKIIIOYAS JIFO-
Oyr0 OKHCIIEHHYIO OpMY a30Ta, CEPhI, KBATEPHU3O0BAHHYIO (POPMY OCHOBHOTO a30Ta WJIM CIIOCOOHBIN K 3aMellle-
HUIO a30T TETEPOIMKINYECKOTO WM TeTepOapwiIbHOTO Koyblla, Hampumep, N (kak B 3,4-guruapo-2H-
mappomnie), NH (kak B muppommuame) wim NR (kak B N-3aMeIeHHOM MTUPPOTHINHAIE).

B HexoTOpBIX BapHaHTaX OCYIIECTBIICHHS /IBa HE3aBHCHUMBIX (pparMeHTa MOTYT OBITH OOBEAWHEHHI C aTo-
MOM (aTOMaMH), C KOTOPHIM CBSI3aH KaXKABIH (parMeHT, ¢ 0Opa3oBaHUEM 5-8-UJICHHOTO apUIILHOI'O WJIHM TeTe-
POApPUILHOTO KOJNBIA WK 3-8-4JICHHOTO IUKJIOATU(PATHICCKOTO KOIbIa (HanmpuMep, 4-6-4WICHHOTO ITUKJIOATKU-
JIa) WM TeTePOLUKIIIA. TUIMYHBIC KOJbI[A, KOTOPBIC 00pa3yroTCs, KOT/Ia 1Ba HE3aBUCUMBIX 3aMECTUTEIS 00b-
CAMHAIOTCS C aTOMOM (aToMaMM), ¢ KOTOPBIM CBSI3aH Ka)blid (DparMeHT, BKIFOYAIOT, HO HE OTPAHUYHUBAIOTCS
TOJIBKO UMHU CJICIYIOUINE: a) ABa HE3aBUCHMBIX 3aMECTHUTENS, KOTOPHIC CBSA3aHBI C OJJHUM aTOMOM U OOBEIUHS-
FOTCSL C 3THM aTOMOM ¢ 00pa30BaHUEM KOJbIA, T/Ie 00a 3aMECTHTENS OOBEIUHSIIOTCS C AaTOMOM, C KOTOPBIM OHH
CBSI3aHBI, ¢ 00pa30BaHMEM TETEPOIMKIINIIA, TeTePOapPIIIa, UKIOATU(PATHICCKOTO WIH apHIBFHOTO KOJbBIA, TIIe
TpyIIa IPUCOSANHEHAa K OCTAIBHOW YaCTH MOJIEKYNIBI B OJHOM TIOJIOKEHUH MPHUCOCTUHEHNUS; U b) ABa HE3aBH-
CHUMBIX 3aMECTHUTENS], KOTOPHIE CBA3aHBI C Pa3HBIMHA aTOMaMHU M O0BETUHSIIOTCS ¢ 0OOMMH 3TUMH aTOMaMH C 00-
pa30BaHMEM TETEPOUHKIINIIA, TeTepoapmiIa, MUKIOATN(ATHISCKOTO HIIH apMIIBHOTO KOJIBIIA, T/Ie 0Opa3oBaBIIee-
Cs1 KOJIBIIO 00J1aaeT IBYyMsI MOJIOKECHUSAMHU IPUCOSAUHEHIS K OCTATBbHON 9aCTH MOJICKYJIBL.

CrnenyeT MOHUMATh, YTO MHOKECTBO APYTHX KOJIEIl MOKET 00pa3oBaThCsl, KOTAa 1Ba HE3aBUCHMEBIX 3aMec-
TUTEIS O0BETUHSIFOTCS C aTOMOM (aTOMaMH), C KOTOPBIM CBSA3aH KaXIbIi 3aMECTHTEIb, U TIOJAPOOHBIC IPUMEPHI,
MPUBCICHHBIC BBIIIC, HE SBIISIOTCS OTPAHUIHBAOIIIIMH.

Kak moka3aHo B HACTOSIIEM H300PETCHUY, CBSI3b HANPABICHHAS OT 3aMECTUTENS K LICHTPY OJHOTO KOJIbIIA
B COJiepKalleil HECKOJIBKO KOJICI CUCTeMe (KaK MOKa3aHO HIDKE), OMMCHIBACT BBEICHUC 3aMECTUTENS B JIF00OE
CHocOOHOE K 3aMEIICHHIO MOJI0KEHHE B JIFOOOM U3 KOJICI] B COJIepIKallleii HECKOJIBKO KoJell cucteMe. Hampumep,
(dhopmyma D3 onmceiBaeT BO3MOXHOE 3aMEIeHHE B TIOOOM U3 MTOJIOKECHHM, YKa3aHHBIX B popmyiie Dy:
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OmHako, eciy JBa KOJbIA B COACPIKAIIEH HECKOJIBKO KOJICI] CHCTEME COJCPKAT PAa3HbIC 3aMECTUTEIH CO
CBSI3SIMH, HAITPABJICHHBIMH OT LIEHTPA KaXKIOTO KOJIbIA, TO, €CIIH HE YKa3aHO MHOE, KaXKIbIH 3aMECTHTEIIb XapaK-
TEPU3YET 3aMELICHUE TOJBKO IO KOJIBILY, K KOTOpOMY OH mpHucoeanHeH. Hanpumep, B popmyie Dy, Y sBisercs
He00s3aTeIbHBIM 3aMECTUTENIEM TOJILKO KOIbIA A M X ABIAETCS HEOOS3aTENLHBIM 3aMECTUTENIEM TOJIBKO KOJIb-
na B.
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[Tpu ucnoab30BaHUH B HACTOSIIEM H300PETEHUH TEPMUH "aJIKOKCUTPYTIA" 03HAYAaeT aIKUIBHYIO TPYIIIY,
OTIPEZICTICHHYIO BBIIIE, MPUCOCINHEHHYIO K MOJIEKYJIC WIIM K JPYTOH IENH, MM KOJbIly, Yepe3 aTOM KHCIOpoJa
("amkoxcurpynma" T.e. -O-ankwn). TepmuH "ankeHOKcUrpymmna' O3HAYaeT ANKEHWJIBHYIO TPYIITY, OMpPEIeIICH-
HYIO BBIIIE, IPHCOCAMHEHHYIO K MOJIEKYJIC HIIH K IPYrod IeTH, WX KOJIbIly, Yepe3 aToM Kuciopoaa ("aJKeHOK-
curpynna" 1.e. -O-aakeHun).

[Tpn ncronb30BaHNK B HACTOSILEM M300peTeHNH TepMHHBI "Tanoren” U "rajgorenuy" ozHavaror ¢rop (F),
xiop (Cl), 6pom (Br) uin #iox (I).

Tepmunbl "ranmoreHankun’, "ramoreHankeHwn", "rajroreHanngarnyeckas rpymma"’ W 'rajJoreHalKOKCH-
rpymnmna" 03HayaroT ajJKuil, aIKeHII, alnnpaTHIecKylo WM ATKOKCHTPYIINY, KaK B ClIydae, KOrJja OHU MOTYT OBITh
3aMEILCHbI OHUM WM OOJBIINM KOJIMYECTBOM aTOMOB rangoreHoB. Hampumep, C,_; raJloreHaJIKuiI MOXKET Hpes-
craBIth coboii -CFHCH,CHF, u C|., raJloreHaJIKOKCUTPYIIa MOXeT NpeactaBisaTh coboir -OC(Br)HCHF,.
DTOT TEPMHUH BKJIIOYAET NMEPPTOPHUPOBAHHBIE ANKMIbHEIE TpyIbl, Takue kak -CF3 u -CF,CF;.

[Tpun ucnonb30BaHMM B HACTOSIIEM H300peTeHuH TepMuH "timaHorpynna” o3nagaeT -CN nim -C=N.

Tepmun "ruapokcun” wim "ruapokcurpynmna” oznadaer -OH.

[Ipu uCTHONB30BaHUU B HACTOSIIEM H300peTeHUH "KapOOHMI", MCITOJIb3YIOIMIUHCS MO OTIACIBHOCTH WIIH
BMecTe ¢ apyroi rpynmoi, o3Hadaer -C(O)- win -C(O)H. Hanmpumep mpu MCIONB30BaHUN B HACTOSIIEM H30-
OpereHHn "aIKOKCHKapOOHMI'" 03HAYaeT rpymiry, Takyro kak -C(O)O(ankmn).

[Tpu ucnone3oBaHMM B HacTOsIIEM H300peTeHnH "okcorpynna” o3HadaeT =0, r1e OKCorpymmna oObI9HO, HO
HeE BCerJa MPUCOeIMHEHa K aTOMy yriiepo/ia (HarnpuMep, OHa TakKe MOXKET OBITh TPUCOEANHEHA K aTOMY CEpBbI).
B anudarndeckyto 1ens HeoOA3aTeNbHO MOXKET OBITh BKJIOYEHA KapOOHMIIBHAS TPYIIIIA MIIM OHAa HE0Os3aTeIIbHO
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MOJKET OBITh 3aMeIlleHa OKCOTPYIION U 00a BRIpAKCHHS 03HAYAIOT OJHO U TO jke: Hampumep, -CH,-C(0)-CHs.
Ecmu "okco" rpymma ykazaHa, Kak BO3MOXKHBIN 3aMECTHTENb KOJBIIA MU APYroro GpparMeHTa Wi Ipymms! (Ha-
pUMep, ATKUIBHOH IeTHN), CIeyeT IOHNMATh, YTO CBA3b MEXIy aTOMOM KHCIOpOJa YKa3aHHONH OKCOTPYIIIBI U
KOJIBIIOM HJIH ()ParMEHTOM, K KOTOPOMY OH IIPHUCOEINHEH, OyAeT IBOWHON CBA3BIO, Ja)KE €CIIM MHOTAA OHA MO-
JKeT OBITh H300pakeHa OJTHOW JTMHHUEH.

[Ipu wcroNb30BaHUK B HACTOSIIEM H300peTeHUH "KapOOHOBas KHCIOTA" MPEACTaBIsET COOOM OpraHude-
CKOe CoeuHeHHe, coniepxkaniee kapookcmibHyo (-C(=0)-OH) rpymmy.

[Ipu MCTIOMB30BAaHUHM B HACTOSIIEM HM300pEeTEHUH "aKTUBUPOBAHHBIM CIOXKHBIN 3Qup" 03HAYAET CIOXKHO-
3(UPHYIO TPYHITY, KOTOpas JIETKO BBITECHSICTCS aMUHOTPYIIION WM aMHUIpa30HOBOH rpymnmoii. Hanpumep, ak-
THUBHPOBaHHAs clIokHOA3(upHas rpynma conepxxurcs B rpynne -C(=0)OE', rae -OE' o3Hauaer jerko ormien-
JSIFOLTYIOCST TPYIITy, KOTOPYIO JIETKO MOXKHO BbITecHHTh. Hampumep, -OE' BoiOpan u3 -O-(CH,CF;), -O-
(antpodenmn) (manpumep, 2-unn 4-uutpodenmn), -O-(quauTpOdeHm) (Hanpumep, 2,4-AMHUTPOGESHUIOBEIH
cioxHbli  adup), -O-(tpuxnmopdenwn) (manpumep, 2,4,5-rpuxnopdenmn), -O-(nenradropdenmn), -O-
(cympdoterpadTopdennn) (mampumep, 4-cynbdo-2,3,5,6-rerpadropdenmn), -O-(cykumammumun), -O-
(6enzorpuazon), -O-(7-azabenzorpuazon), -O-(pramumuamn), -O-(5-HopOOpHEH-IHIO0-2,3-TUKAPOOKCHUIMILIT)
nwm -O-(cynmpdocyknuaumuami). B gactHoctn, -OE' npencrasiser coboit -O-(CH,CF;). B omHoM BapuaHTe
OCYIIIECTBIICHHUST aKTHBUPOBAHHBIM CIIOKHBIM 3dupom siBisercss CF;C(=0)OCH,CF;.

[Ipu wcmonp30BaHUM B HACTOSIIEM H300PETCHUH "CIIOKHBIN THOAGUP" 03HAYAET CIONKHYIO THOIPHUPHYIO
TpyIIy, KOTOpas JIErKO BBITECHSETCS aMUHOTPYIIION WM aMHUIpa30HOBOM rpynmnoil. Hanpumep, cioxHas THo-
a¢dupHas rpymma cogepxutcs B rpymnmne -C(=O)SR', rae -SR' o3HawaeT erko OTIICTUISIONIYIOCS TPYIITY, KOTO-
PYIO JIETKO MOKHO BBITECHHUTD.

[Tpu rcnonp30BaHNU B HACTOSILEM H300pETEHUH "TalOreHaHTUAPHI KHCIOTHI" TIPE/ICTaBIsIeT co00i opra-
HUYECKoe coequnenue, conepxaiee -C(=0)-X, rae X o3HadaeT rajoreH.

[Ipu mcmoNb30BaHUM B HACTOSIIEM H300PETCHHU "THOAIMITAIOTCHHU' MpPEICTaBsieT coOOW opraHuye-
ckoe coemunHenue, conepxaniee-C(=S)-X, rae X o3Ha4YaeT rajoreH.

[Ipu HCcmoIb30BaHUM B HACTOSIIEM H300pETEHUH "aHTHIPHUA KHUCIOTHI" TPENCTaBIsIeT cOO0N opraHuye-
CKO€ COeMHEHHE, COMepIKaIIee ABE allMIbHBIC TPYIIIBI, CBA3aHHBIE C OTHIAM aTOMOM KHCIOpoAa. Takxe BKIIO-
YeHBI CMEIIaHHbBII aHTUAPHUI, B KOTOPOM OJIHA U3 JIBYX allMJIBHBIX Ipymil obopa3oana u3 (HocGOopHOH KHUCIOTHI,
(hochoHOBOM KUCITOTHI WITH OKCUMHOM TPYIITIHL.

[Tpu UCTIOIB30BaHUH B HACTOSAIIEM M300pETEHUH "aMHIPa30H" MPENCTABISIET COOOH OpraHUIEeCKOe COeIN-
HeHue, copepxamee pparmeHT -C(=NH)-NH-NH-.

[Tpu wcnonp30BaHUM B HACTOSILEM M300peTeHNH "O0CHOBaHKE" MIPEACTABISIET COO0H COeqMHEHNE, KOTOPOE
SBJISIETCS JIOHOPOM 3JIEKTPOHOB WJIM TMAPOKCHI-MOHOB WIIM aKLENTOPOM IIPOTOHOB. THIHYHBIE OCHOBAHUS MO-
TYT BKJIIOYAIOT, HO HE OTPAaHUYUBAIOTCS TOJIBKO MMM, TPHAIKWIAMUH (HAIpUMEpP, TPUMCTHIAMUH), aIKOKCHUJ
(mampumep, NaOMe), runpokcua mienouHoro meramia (Hampumep, LiOH, NaOH, wmu KOH), runpokcun mie-
JIOYHO3EMENIBHOTO ~ MeTaiuia, kapOoHnar, ¢ocdazen, 1,8-mmazabunmkno(5.4.0)ynnen-7-en  (DBU), 1,5-
nmuazaburmkino[4.3.0]JHon-5-er (DBN), ryanumaus, 1,1,3,3-TeTpaMeTHITyaHUANH, HEO0S3aTCIFHO 3aMCICHHBIN
nupuauH (Hanpumep, 4-mumetmamuaorupuana (DMAP)) unu 1,4-nuazabunukio[2.2.2]-oktan (DABCO). B
OJTHOM BapHaHTE OCYIICCTBICHHUS OCHOBAaHME BEIOPAHO M3 TPYIIIEI, COCTOSIIEH U3 aMHUHA, aMHUIMHA, TYaHUIIHA,
3aMEIICHHOTO MUPHUIIMHOBOTO WK (Hoc(a3eHOBOrO OCHOBaHMA. B 4acTHOCTH, OCHOBaHHEM SBIISICTCS aMUH, aMU-
IIVH, TYaHUJUH WIA 3aMeIleHHOe MHPUINHOBOC OCHOBAaHHME M BBHIOPAHO W3 TPYIIIBI, COCTOSIIEH W3 TpHaIKHIa-
MUHa (Hampumep, TpuMeTHiaamMuH), 1,8-auazadunukno(5.4.0)yaaen-7-ena (DBU), 1,5-nmuazadummkio[4.3.0]HoH-
5-ena (DBN), ryanununa, 1,1,3,3-TeTpamMeTiiryanuinHa, He00s3aTeIbHO 3aMEIICHHOTO MUPHINHA (Harpumep,
4-mumetmnamuHonupuanH (DMAP)) wmu  1,4-muazadumukino[2.2.2]-oktana (DABCO). B omnom BapumaHTe
OCYIIECTBIICHHSI OCHOBaHWE BHIOPAHO W3 TPYIIIBI, COCTOAIIEH M3 TpHAJKHIaMuHa, kKapooHata, gocdazena, 1,8-
muazabumkino(5.4.0)yaaen-7-eaa (DBU), 1,5-muazadurukno[4.3.0]Jaon-5-ena (DBN), ryanwnuna, 1,1,3,3-
TETpaMETWITyaHUINHA, HEOOSI3aTeIbHO 3aMCIICHHOTO THpUanHa Wi 1,4-nuazadbunmkino[2.2.2]-okrana (DAB-
CO). B onHOM BapuaHTe OCyLIECTBIICHHSI OCHOBaHUeM siBisgeTrcs DMAP. B npyrom BapuanTe ocymiecTBICHHS
ocHoBanueM sBisietrcst DABCO.

Kpowme Toro, THIYHBIE OCHOBAHHS MOTYT BKITIOYATh THIPOKCH/ IIEIOYHOTo MeTamia (Hampumep, NaOH,
KOH u LiOH), anxoxcua menouHoro meramia (Hanpumep, NaOMe, NaOEt, KOMe u KOEt). B ogHoM Bapuan-
TE€ OCYIIECTBIICHHS BTOPOE OCHOBAaHUE BBIOPAHO W3 TPYIIIBI, COCTOAIICH U3 TPHAJIKWIAMUHA (HalpuMep, TpuMe-
TUJaMuH), akokcuaa (Hanpumep, NaOMe, NaOMe, NaOEt, KOMe, KOEt, TpeT-0yTOKCH I Kaaus), THAPOKCHIA
menognoro meraiuta (Hanpumep, LiOH, NaOH, nnun KOH), ruapokcuma menro9Ho3eMeIbHOT0 MeTallia | Kap-
OoHara (Hampumep, KapOOHAT Kaiblus, KapOOHAT Ie3us1, KapOOHAT Kajus). B 0JJHOM BapuaHTe OCYIIECTBICHUS
BTOpPBIM OCHOBaHHeM siBisieTcs NaOMe. B nmpyrom BapuaHTe OCYIICCTBICHHS BTOPBIM OCHOBAHUEM SIBISICTCS
KOMe.

Tepmun "3ammrHas rpynna” win "3alUTHBIN (parMeHT” O3HAYaeT 3aMECTUTENb, KOTOPBIH OOBIYHO HC-
MOJB3YIOT ISl OIOKMPOBAHUS WM 3alIUTHI ()YHKIIMOHATBHOM TPYIIIBI IPH PEAKIMU C APYTHMHU (YHKIIUOHAb-
HBIMH TPYIIIIaMU COCMHEHUS, €r0 MPOU3BOTHOTO MM €r0 KOHblorata. HampuMmep, "3ammrHas TpyIna aMuapa-
30Ha" TpeACTaBiIsIeT coO0i 3aMeCcTUTENh, MPUCOSIUMHEHHBIN K Tpymme amuapa3oH-NH-, KoTopblii OJ0KHpyeT
WM 3aIIMIIAeT aMUAAPA30HOBYIO (HYHKIIMOHATBHYIO TPYINY B coennHeHHH. OOBIMHO MCIIONB3YIOMINECS 3aIUT-
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HBIE IPYIIIBI AMUHOTPYIIITBI MOXHO HCIIOIB30BaTh B KAUECTBE 3AIUTHON IPYIIIBI aMHApa3oHa. Takue 3anuTHele
TPYINBl aMHHOTPYIIIBI TaKXKE XOPOLIO M3BECTHBI B JAHHOW 001acTH TeXHUKH (cM. Hampumep, P. Wuts u T.
Greene, 2007, Protective Groups in Organic Synthesis, Chapter 7, J. Wiley & Sons, NJ). [Togxoasimue 3ammr-
HBIE TPYMIIEI aMUpPAa30Ha BKIIOYAIOT, HO HE OrPaHWYMBAIOTCA TONBKO MMM, KapOaMaTHYIO 3alIUTHYIO TPYIILY
AMHUHOTPYIIIBI, aMUIHYIO 3aIIUTHYIO TPYIITy aMHHOTPYIIB WIH CYJIb()OHUIBHYIO 3aIUTHYIO TPYIITY aMHUHO-
rpynmnel. Hampumep, 3amuTHas Tpymnma aMugpa3oHa BbIOpaHa W3 TPYIIBL, COCTOAIIEH W3  TpeT-
Oyrokcukapbonmna (Boc), 2,2,2-tpuxnopatunokcukapbonmia (Troc), Oensmnokcukapbonmuna (Cbz), 9-
(bmyopeHHIMEeTOKCHKapOOHIIIA (Fmoc), METHIICYTh(OHHMIIA, M-TOTYOJICYIb(OHMITA (Tos), 4-
HuTpodenzoncynbdormna (NOSyl), 2-uutpobenzoncynbdonnna, n-6pombensoncynbponmna (Brosyl), tpud-
TOpaleTnIa, aneTuia, OEH30MIa, 2-TPUMETHICHIIIITIIIA, (2-(heHNIT-2-TPUMETHIICHIIIII)ITHIIA, TPUH30IPOITHII-
CHJIOKCUTPYTIITHI, 2-(TPUMETHIICHIINIT)3TOKCUMETHIIA, AUTMIIOKCUKapOOHMIIA " 2-
(TpuMeTnIICHIIMIT)3TOKCMKapOoHmna. O01ee onmucaHue 3allMTHBIX TPYII U UX IpuMeHeHus cM. P. G.M. Wuts &
T. W. Greene, Protective Groups in Organic Synthesis, John Wiley & Sons, New York, 2007.

[Tpn mcmonb30BaHMM B HACTOSIIEM H300pETEHHM TEPMHH "peareHT Ui yNaJeHMs 3alIUTHOM TPYIIIBI
aMupazoHa" 03HaYaeT peareHT, KOTOPBIH CITOCOOSH OTIICTUIATh 3aIlIUTHYIO TPYIIY aMHIpa30oHa ¢ 00pa30BaHU-
eM cBoOomHOTO amuapazoHa. OOBIYHO WCHOIB3YIOUIMICS PEeareHT M yJaJCHHs 3allUTHOM TPYIIBI aMHHO-
TPYIIIEI MOXKHO MCIIOJI30BATh, KAK PEareHT AJIs yOaJICHHs 3aIllUTHOM TpyIIbl aMuapa3oHa. Takue cpencTa s
yAaJCeHUS 3aIlUTHOHN TPYIITE aMIHOTPYIIIBI XOPOIIO M3BECTHHI B TaHHOHM 00JacTH TeXHHKH (CM. Hampumep, P.
Wauts and T. Greene, 2007, Protective Groups in Organic Synthesis, Chapter 2, J. Wiley & Sons, NJ). B HekoTo-
PBIX BapHaHTaX OCYIIECTBICHUS PEArcHT U yAAJICHUS 3alIUTHOW TPYNITEI aMHUApa30Ha BBHIOPaH W3 KUCIOTEHI,
(dTopcoaepKalero peareHTa, KpeMHHHCOAEPIKAIIer0 peareHTa M METaJUICOJEpIKaIllero pearcHTa M aMHHa.
[Ipumepamn MeTaiuia B METaICOJEpPIKAIEM pearcHTe SBJISIOTCS LUHK, KaAMUi, HUKEb, MaJUTagui, KOOalbT,
IIOMHHUH ¥ PTYTh U T.IL. [IpuMepsl Takux CpeAcTB IS yAaleHUs 3alllUTHOM TPYIIEI aMU/Ipa3oHa BKIIIOYAIOT,
HO HE OrpaHWYMBAIOTCS TOJBKO WMH, TeTpa-H-OyTHIA(QTOPHI aMMOHHUS, IUPTOPTPUMETHICHINKAT
TpUC(IUMETHIAMHIHO)CYIb(OHNUS, GTOPUA BOJAOPOJA WIN €r0 CONIbBAT, (PTOPH] BOJOPOAA-TIMPUANH, TeTpadTO-
pPHUI KpeMHHS, TeKCapTOPKPEMHHEBYIO KHCIOTY, (GTOpWA IEe3Ms, XJIOPHCTOBOJOPOAHYIO KHCIOTY, YKCYCHYIO
KHCJIOTY, TPU(PTOPYKCYCHYIO KHCIIOTY, MUPHUIMHUH-II-TOIYOJICYIb(POHAT, M-TOIYOJICYIH(POHOBYIO KUCIOTY (p-
TsOH), MypaBbHHYIO KHCIIOTY, HAAHOAHYIO KHUCIOTY, MUNIEPUANH, MOP(OINH, TUPUANH, THAPA3HH, TPUMETHII-
CHITHITHOINA, POCHOPHYIO KUCIOTY U TPU(PTOPYKCYCHYIO KHCIOTY. B HEKOTOpPHIX BapHaHTaX OCYIIECTBICHHUS
peareHT Ut yOaJeHHs 3allATHON TPYIIIEI aMUApa30Ha BEIOpaH U3 TeTpa-H-OyTHIPTOpHIa aMMOHUS, YKCYCHOM
KHCJIOTHI, TOpHIa BOAOPOIAa-MUPUANHA, (TOpHAa Ie3Ws, MUNepUAnHA, MOp(oNrnHa, MHPHUINHA, THIPA3HHA,
TPUMETHIICHIIIIIIOANAA ¥ TPUPTOPYKCYCHON KHCIOTEHI.

[Tpn ncronb30BaHNM B HACTOSILEM M300pPETEHHUH "aKTUBHPYIOIINI peareHT" O3HayaeT peareHT Wi Qpar-
MEHT, KOTOPBIH YBEJIMYMBAET PEAKIMOHHYIO CIICOOHOCTh KapOOHMJIBHOW TIpYyINIBI W/WIM aKTUBUPYET THUAPO-
KCHJIBHYIO TPYIITY JUIsl OOJIETYSHUsI pEaKUy COYSTaHHUs MEXAY KapOOHOBOH KHCIOTOM M aMHIpa30HOBOH IpyII-
no#. [IpuMepsl TakuX akKTUBHPYIOIIUX CPEACTB WK (ParMEeHTOB BKIIOYAIOT KapOOAMUMHUL, YPOHUH, aKTUBHBIH
CJIOXKHBIH 3¢up, Gocdonnii, 2-ankui-1-ankmikapOoHMI-1,2-AUTHAPOXUHOIHH, 2-aJIKOKCH-1-aIKOKCHKapOOHHII-
1,2-AMruAPOXMHONNH, STHILMAaHOTHAPOKCUMMUHOaneTatT (okcuMa®) u ankwixiaopdopmuat. B npeanoururesns-
HOM BapHaHTE OCYIIECTBIICHH aKTUBHUPYIOIINM pEarcHTOM sBIsIeTCs kKapboaunmun. B Gonee mpennmodrurens-
HOM BapHaHTE OCYIIECTBIICHUS aKTHBHUPYIOIIMM PEareHTOM sIBJIIeTCs AuIukiorekcuikapoomnumun (DCC), 1-
31i-3-(3-mumeTmiamuaonponn)kapooauumun (EDC) wmm  aumsonpormnkapooguumun (DIC). B mpyrom
MPEIIOYTUTEIFHOM BapHaHTe OCYIIECTBICHUS AKTUBHUPYIOIIUM pPEareHTOM sBIseTcS N-3TOKCHUKapOOHWII-2-
3TOKCHU-1,2-AUTHIPOXUHONMMH. B IpyroMm BapmaHTe OCYIIECTBICHHS aKTHBHPYIOUIMHA peareHT BRIOpaH U3 ITHII-
xyopdopmMuaTa u 2-3TokcH- 1 -3Tokcukapooumi-1,2-muruapoxunonuia (EDDQ). B npyrom BapuaHTe ocyIecTs-
JICHUsI aKTUBHPYIOIIMM peareHToM sBisieTcss ypoHuH, Takod kak O-(1H-6enzorpuazosn-1-ni)-N,N,N',N'-
terpameTriryponuiirekcapropdocdar (HBTU) mmu ero terpadropboparnstii sxeusanentT TBTU.

TepmuH "comp" NpU UCTIONB30BAaHUK B HACTOSIIEM M300pPETEHHUH O3HAYaeT OPraHMYECKUE WIN HEOpraHHu-
YeCcKHe COJIM COSIMHEHUs, IPEeIUIaracMoro B HaCTOSIIEM M300peTeHHH. THUIIMYHBIE COJIM BKIIOYAIOT, HO HE OT-
paHMYMBAIOTCS TOJBKO MMH, Cylb(daT, IIUTpaT, aleTar, OKcajar, XJopui, Opomun, Hoaua, HUTpaT, Oucynsdar,
¢docdar, xkucnotsl pocdar, N30HUKOTUHAT, JIAKTAT, CATUIMIAT, KUCIOTH IUTPaT, TapTpaT, ojiear, TaHHAT, TaH-
TOTEHAT, OMTapTpart, ackopbart, CyKIMHAT, MajieaT, TeHTU3WHAT, (ymMapar, TIIOKOHAT, TIIOKypOHAT, caxapar,
dbopmmar, OeH3o0aT, TiIyTamaT, MeTaHCylbpoHAT '"mesmnar', sTaHCylb(oHAT, OeH30JCyNb()OHAT, II-
ToxryoJscynshoHat, mamoar (T.e. 1,1'-meTmneH-ouc-(2-runpokcu-3-Hadroar)), CONM MICIOYHOTO MeTawia (Ha-
TIpUMEp, HATPHS U KaHsl), COJH IIeTOYHO3EMEIbHOTO MeTaula (HampuMmep, Maraus) u coiu aMMmoHus. Comb
MOJKHO BKJIIOYATh BKJIIIOUYEHHE IPYTOW MOJEKYIbI, TAKOH KaK aIleTaT-HoH, CYKIMHAT-UOH WIH APYTrOod MPOTHUBO-
HoH. [IpOTHBOMOH MOXKET OBITH JFOOBIM OPraHMYECKUM MIJIM HEOPraHWYECKHM (pparMeHTOM, KOTOPBIH cTabniu-
3UpYyeT 3aps] B UICXOAHOM coeanHeHuHn. Kpome Toro, cosb MOXKET Co/iepXkKaTh B CBOCH CTpyKType Oojiee 0JTHOTO
3apsDKEHHOTO aroMa. Eciii MHOTrO3apsiHbIE aTOMBI SBIISIFOTCSI YAaCTHIO COJIM, MOTYT COJIEPKAaThCsl MHOTO3apsi-
HbIE TPOTHBOHOHEL. CJIeZI0BaTENbHO, COJIb MOXKET COIEPXKATh OIMH MM OOJblIee KOJMYECTBO 3apsHKEHHBIX aTo-
MOB W/WJIM OZMH WJIH OO0JIbIIIee KOJIMYECTBO IPOTHBONOHOB.

Tepmun "oTmiemuisiomasics rpymmna’ o3HadaeT TPYIITY M3 3apsHKEHHOTO WM HE3apsDKEeHHOTO (parMeHra,
KOTOpas yJaJisieTcsl 0 BpeMsI HYKJICO(DHIHHOTO WM NIEKTPO(QIIIBHOTO 3aMEIICHUs WIM BBITECHEHUs. Takne
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OTHICTUISIOIIMECS TPYIIIBI XOPOIIIO U3BECTHHI B JAHHOW 00JIACTU TEXHUKU U BKITIOYAIOT, HO HE OTPAHUYHBAIOTCS
TOJIBKO UMM, TaJIOTCHEI, CII0KHO3(UPHBIC TPYIIITBI, CIIOKHOA(DUPHBIE OKCUMHBIC TPYIIIBI, aTKOKCHIPYIITY, THI-
POKCHUTDYIIITY, TO3UIAThI, TPHU(IATHI, ME3UIATHI, HUTPHIIbI, a3ul, KapOamar, AUCYIb(UIbI, CIOXKHbIE THOIDUP-
HbIE TPYIIIBI, IPOCThIE THOA(PUPHBIE TPYIIIBI M IHMA30HUEBBIE COCANHECHUSL.
Cnoco0bl1, npeiiaraeMbie B HACTOSIIIIEM U300peTeHN N

Hacrosimee n300peTeHre OTHOCUTCS K HOBBIM CIIOCO0AM IOTYYIeHHS 3-3aMeNIeHHbIX 1,2,4-TpHa3omoB.

B mepBoM 00beKkTe BTOPHIM BapHAHTOM OCYIIECTBIICHHUS SIBISIETCS CIOCOO MONydYeHHs 3-3aMELIeHHOTO
1,2,4-tpuazona, onuceiBatomerocs Gopmyoii IB:

HN-N

J° )p\ N \>_R11

E)I(I. 3 N
' i
YK agsN

J
J e n
(IB)

niu ero cosd. Crmoco0 BKITIOYAET PeakIuio aMuapa3oHa, onuckiBaromerocs Gopmysoi 11B:

(IIB)

HIIM €r0 CONM B TprcyTeTBrH ocHosauus ¢ R''C(O)OH, R''C(0)X', R"'C(S)X', R''C(O)OE', R''C(O)SR'
nm R"'C(O)OR", rue, ecin ucnomssyior R''C(O)OH, Takke cOTep:KHTCS aKTHBHPYIOLIHA PEarcHT. SHaYCHHUs
nepeMerHEX B (popmyine IB, dopmyne 1B, R''C(0)OH, R''C(0)X', R''C(S)X', R"'C(0O)OE', R"'C(O)SR' u
R''C(O)OR" siBIsTOTCS TAKHMH, KaK OIPENEIICHO ISl IEPBOTO BAPHAHTA OCYILIECTBICHHS IEPBOTO 0OBEKTA.

B mepBoM 00BEKkTe TPETHHM BapHAaHTOM OCYIICCTBICHUS SBISICTCSA CIIOCOO MONYYCHHS 3-3aMEUICHHOTO

1,2,4-Tpuasona, omuckeiBaromerocs popmymnoii IC:

W Rt
e Yax >_RI

P N
(%)
(IC)

win ero conr. Croco0d BKIIFOYAET PEeaKIUio aMUAIpa30Ha, OMUCkIBaromerocs popmynoit 11C:
NH

H
v X Ny
R e
\\N'J =N

HIIM €T0 CONM B TpucyTeTBHH ocHosarms ¢ R''C(0)OH, R''C(0)X', R"'C(S)X', R''C(O)OE', R''C(O)SR'
nm R"'C(O)OR", rue, ecin ucnombsyior R''C(O)OH, Takke cOTep:KHTCS aKTHBHPYIOLIHA PEarcHT. SHAYCHMs
nepemennbix B Qopmyne IC, popmyne IIC, R''C(O)OH, R''C(0)X', R"C(S)X', R"'C(0)OE', R''C(O)SR' u
R'"'C(O)OR" sBIsiI0TCS TAKMMH, KaK ONPEIENCHO IS IEPBOr0 BAPHAHTA OCYIIECTBICHHUS IEPBOTO 0OOBEKTA.

B nepBoM 00bekTe 4eTBEPTHIM BapHAHTOM OCYIIECTBICHHUS SBISETCS CIIOCOO IMOMydeHUs 3-3aMEIeHHOTO
1,2,4-Tpuasoina, omuceIBaromerocs popmynoii ID:

o B—R!
o )p%:N/\(\ 5
N o

N
O
(D)

win ero cos. Crocod BKITIOYACT PeaklUio aMHpa30Ha, ONMUCHIBatoIIerocs ¢popmynoii [1D:
NH
P Y\N N’

5‘ =N
JE
(IID)
HIIA €TO COJIM B TIPUCYTCTBHH OCHOBAHUS C R“C(O)OH, R''C(0)X', R"'C(S)X', R"'C(O)OE', R''C(O)SR'

wm R''C(O)OR", rze, ecimu ucmomnssyior R''C(O)OH, Takke COmEpHUTCS aKTHBHPYIOIIMIT peareHT. B atoM
BapuaHTe ocymiectBieHus Y B ¢opmyne ID u dpopmyne 11D o3nagaer N winu C; u 3HaYEHUS APYTUX MEPEMEH-
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HEIX B popmyre ID, popmyae 11D, R''C(O)OH, R''C(0)X', R''C(S)X', R''C(O)OE', R"'C(0)SR' u R''C(O)OR"
SABJAIOTCA TaKMMH, KaK OIPEACIICHO AJIA IIEPBOT0 BapraHTa OCYIHICCTBJICHUSA IEPBOTO 06’I>eKTa.

B mepBoM 00BEKTEe MATHIM BapHaHTOM OCYIIECTBICHHS SBISECTCS CIOCOO IMONYYCHHS 3-3aMEIICHHOTO
1,2,4-tpuazona, onuceiBatomerocs popmyoit 1E:

HN-N

l\ A\ R11
eY‘“/T/\”%
N/ >

W8,
(IE)

win ero cos. Crocod BKITFOYAET Peaklnio aMHUIpa30Ha, OMUChIBaromierocs ¢popmynoii I1E:
NH

N
(Y\N/YLu, gt
N= =N

“®)
(IIE)

HIIM €T0 CONM B TpucyTeTBuH ocHoBauus ¢ R''C(O)OH, R''C(0)X', R"'C(S)X', R''C(O)OE', R"'C(O)SR'
wm R''C(O)OR", rze, eciu ucmomnssyior R''C(O)OH, Takke COmepHUTCS aKTHBHPYIOLIMIT peareHT. B atoM
BApHAHTE OCYILICCTBICHHMS 3HAYCHHMS NepeMeHHBIX B (opmyne IE, dopmyne IIE, R''C(O)OH, R''C(0)X
R"C(S)X', R"'C(O)OE'", R"'C(0)SR' u R'"'C(O)OR" siBIsIOTCS TAKUMH, KAaK ONPEIEICHO IS IIEPBOTO H/WITH
YETBEPTOT'O BAPUAHTOB OCYIICCTBICHHUS IIEPBOTO OOBEKTA.

B mepBoM 00BEKTE IICCTHIM BapHAHTOM OCYIICCTBJICHHUS SBISCTCS CIIOCOO MOJYYCHHS 3-3aMEHICHHOTO
1,2,4-Tpuasomna, omuckeiBaromierocs ¢popmynoii IF:

HN\ N\>_CF3
/N7 N

—

N

\y
=z

F (IF)
niu ero coyd. Crmoco0 BKITIOYAET PeakIuio aMuapa3oHa, onuckiBaromerocs Gopmysoi I1F:
NH
H
SN Mg
(/\N N G

N

4

F (TIF)

HIIM €T0 CONM B TprcyTeTBHH ocHoBauus ¢ R''C(O)OH, R''C(0)X', R"'C(S)X', R''C(O)OE', R''C(O)SR'
mwm R''C(O)OR", rze, ecimu ucmomnssyior R''C(O)OH, Takke COmEpHUTCS aKTHBHPYIOLIMIT peareHT. B atoM
BapuanTe ocymectieHns R'' osmauaer CF; u 3HaweHumst apyrux mepeMenHeix B dopmyre IIF, R''C(O)OH,
R"'C(0)X', R"'C(S)X', R"'C(O)OE'", R"'C(0)SR'  R"'C(O)OR" siBIsIFoTCS TAKMMH, KK ONPEIEICHO UISl TIEPBO-
IO BapHaHTa OCYIIECTBICHUS MEPBOTO OOBEKTA.

B mepBoM 00BEKTE CEIBMBIM BapHAaHTOM OCYIIECTBICHUS SIBISETCS CIIOCOO MOTYYCHHUS 3-3aMEHICHHOTO
1,2,4-Tpuasoina, omuceIBaromerocs popmynoii 1G:

N x;)l::{}_ R™
&

N =N

O
“(I6)

niu ero coy. Crmoco0 BKITIOYAET PeakIuio aMuIpa3oHa, omuchiBatomerocs hopmynoi 11G:
NH

\ H

N Xﬁ)L N,N\G1
< H

N

=N

e %
"1IG)

HIIM €r0 CONM B TprcyTeTBuH ocHosaums ¢ R''C(0)OH, R''C(0)X', R"'C(S)X', R''C(O)OE', R''C(O)SR'
i R''C(O)OR", rze, eciun ucmomnssyior R''C(O)OH, Takke COmEpHUTCS aKTHBHPYIOIIMIT peareHT. B atoM
BapHuaHTe ocymiecTBiIeHns X o3HadaeT C iy N; 1 3HaUeHHS IpYyrux rnepeMeHHbIx B popmyne IG, popmyne 11G,
R'"'C(0)OH, R"'C(0)X', R"'C(S)X', R"'C(O)OE', R"'C(0)SR' 1 R''C(O)OR" sBISAIOTCS TAKUMH, KaK OTPEeie-
HO JUIS IEPBOTO BapHaHTa OCYIIECTBIICHUSI IEPBOTO OOBEKTA.
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B nepBoM 00BEKTE BOCBMBIM BapHAHTOM OCYIICCTBICHHUS SIBISETCS CIIOCOO MOTYYCHHUS 3-3aMEHICHHOTO
1,2,4-Tpuasoina, omuceIBaromierocs popmynoit [H:

-N
\N XWDN\\ >R
X N
<\N | =N

S
|,
T4
(IH)
win ero conr. Crocod BKIIOYAET PeaklUio aMHpa30Ha, OMUCHIBatomierocs ¢popmynoii [1H:

(H)

HIIM €r0 CONM B TpucyTeTBHH ocHoBanus ¢ R''C(0)OH, R''C(0)X', R''C(S)X', R''C(0O)OE', R''C(O)SR'
i R''C(O)OR", rze, ecimu ucmomns3yior R''C(O)OH, Takke COmepHUTCS aKTHBHPYIOLIMII peareHT. B atoM
BapHAHTEC OCYIICCTBIICHHS 3HAYCHHS IepeMeHHbIX B (popmyne IH, popmyrme ITH, R''C(O)OH, R''C(0)X!,
R"C(S)X', R"'C(O)OE'", R"'C(0)SR' u R'"'C(O)OR" sBIsIOTCS TAKUMH, KAaK ONPEIEICHO IS TIEPBOTO H/WITH
CEIEMOTO BapHAHTOB OCYIIECTBICHHS MIEPBOTO OOBEKTA.

B mepBoM 00BEKTE AEBSATHIM BapHaHTOM OCYIICCTBIICHHS SIBISETCS CIIOCOO MOIMYYEHHS 3-3aMEIICHHOTO
1,2,4-Tpuasona, omuckIBaroIerocs popmynoit 1J:

HN-N

\.\}_RH
N’f’\N = N
ZN

N
@%in
an

win ero conr. Criocod BKITOYAET PeaklUio aMHpa30Ha, OMUCHIBAIOIIEerocs Gpopmynoii I1J:

NH H
ZNTR N G!
N H
N /N

N

(B,
an

HIIM €r0 CONM B TpucyTeTBHH ocHoBarus ¢ R''C(O)OH, R''C(0)X', R"'C(S)X', R''C(O)OE', R"'C(O)SR'
mwm R''C(O)OR", rze, eciu ucmomns3yior R''C(O)OH, Takke COmEpHUTCS aKTHBHPYIOLIMII peareHT. B atoM
BAPHAHTEC OCYILIECTBICHWS 3HAYCHHS MepeMeHHbIX B (opmyne 1J, ¢opmyme IIJ, R''C(O)OH, R''C(0)X!
R"C(S)X', R"'C(O)OE', R"'C(0)SR' u R''C(O)OR" sBISAIOTCS TAKNUMH, KaK OMPEIEICHO UIS IIEPBOTO BapHAHTA
OCYILIECTBIICHHS IIEPBOTO OOBEKTA.

B mepBoM 00BEKTE MECATHIM BApHAHTOM OCYIICCTBICHHUS SBISICTCS CIOCOO TONYYEHUS 3-3aMEHICHHOTO
1,2,4-Tpuasona, omuceIBaromerocs popmynoit I1L:

HN-N

»—R”

Ny
| ’_‘.JE)H
(IL)
win ero coy. Crocod BKITFOYAET Peaklnio aMHUpa30Ha, OMUCHIBAIOIIerocs ¢popmynoit 11L:

[ 28,
(TIL)

MM €r0 CONM B TpHcyTeTBHH ocHoBanus ¢ R''C(0)OH, R''C(0)X', R"'C(S)X', R''C(0O)OE', R"'C(O)SR'
um R'"'C(O)OR", rae, ecmu ucnonmp3yior R''C(O)OH, Takke comepKuTCs aKTHBHpYIOUIMH peareHT. B aTom
BapMAHTE OCYIICCTBICHHS 3HAUCHWS NepeMeHHbIX B (opmyre IL, popmyrne IIL, R''C(O)OH, R''C(0)X!,
R"C(S)X, R"'C(0O)OE!, R"'C(0)SR' u R"'C(O)OR" sBNsAIOTCS TAKMMH, KaK ONpE/ENIEHO ISl IEPBOro BapHAHTA
OCYIIECTBIICHHS TIEPBOTO OOBEKTA.

B mepBoM 00BEKTE OAWHHAAUATHIM BAPHAHTOM OCYIIECTBICHHUS SBISIETCS CIOCOO TONydeHus 3-
3amernieHHoro 1,2,4-tpua3ona, onuckiBatomierocs Gopmynoit 1A, IB, IC, ID, IG, 1J, unu ero conm, kKak OMmUcaHo B
MIEPBOM, BTOPOM, TPEThEM, UETBEPTOM, CEIbMOM HIIM JIEBATOM BapHaHTE OCYIIECTBICHUS IEPBOTO OOBEKTA.
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Koneo B B popmyie 1A, IIA, IB, 1IB, IC, IIC, ID, IID, IG, IIG, 1J u I1J o3Ha4aeT (peHMIT WU 5- HIu 6-4IeHHOES
reTepoapwibHOE KOJBIIO, coAepikamiee | Min 2 KOJbIEBbIX aTOMa a30Ta U 3HAYCHUS JAPYTHX MEPEMEHHBIX SBIIS-
IOTCSI TAKUMH, KaK OTPEJIEIICHO JUTsI TIEPBOTO, Y€TBEPTOTO M/MIIA CEIbMOTO BapUAHTOB OCYIIECTBIICHHUS TIEPBOTO
o0BeKTa.

B mnepBoM 00bekTe IBEHAIIATHIM BapHAHTOM OCYIIECTBICHHUS SIBISETCS CIIOCOO TIONYyYeHHS 3-
3amerienHoro 1,2,4-tpuasoina, onuceiBatomerocs hopmynoit [A, IB, IC, ID, IE, IF, IG, IH, 1J, IL, nnwm ero comnm,
KaK OTIMCAHO B TIEPBOM, BTOPOM, TPEThEM, YETBEPTOM, IISTOM, IIIECTOM, CEIbMOM, BOCBMOM, JIEBATOM WJIN JIECS-
TOM BapHaHTE OCYIIECCTBIICHUS TIEPBOTO OOBEKTA. ® JC, pu R'' B dbopmyme 1A, 1IA, 1B, IIB, IC, 1IC, ID, IID, IE,
IIE, IF, IIF, IG, 1IG, IH, IIH, 1J, I1J, IL u IIL, R"'C(O)OH, R''C(0)X', R"'C(S)X', R''C(O)OE', R"'C(O)SR' u
R'"'C(O)OR" nononuuTENBHO OTIPEICIICHBI CICAYIONIMM 00pa3oM:

JB HesaBucnmo o3Hauaer ranored mwim C,_¢ aIKII, HEOOSM3aTEIBHO 3aMEIICHHBI ¢ TIOMOIIBIO 0 3 Talore-
HOB,

Kaxkpii JS, eclm comepKUTCS, He3aBHCHMO BBIOPAH M3 BoJopoa, ramorena, -CN i C,_4 alkuma HeoOs3a-
TEJIbHO U HE3aBUCHUMO 3aMEIIEHHOTO ¢ MMOMOIIBIO JI0 3 TaJOreHOB;

P, €CITi COZEPIKUTCS, paBHO 1 v 2;

R'' osnauaer H, -NR¥R", -C(O)NR™R", -C(O)R'**, -CN, C,.¢ ankui, HeoOGs3aTeIbHO U HE3aBUCHMO 3a-
MEIIeHHBIN ¢ moMoIbio 0-3 rpymnm RIS, C,_¢ aJIKEHWII, HEOOS3aTEIbHO U HE3aBUCHMO 3aMEIEHHBII C TOMOILBIO
0-2 rpynm sz, C,.¢ QJIKMHWI, HEOOS3aTEIbHO U HE3aBUCHMO 3aMENICHHBIN ¢ moMotnbeio 0-2 rpymin sz; C, an-
KOKCHI'PYIIITy, HEOOs3aTeIbHO i HE3aBHCHMO 3aMEIICHHYIO ¢ oMOIbio 0-5 rpyrm R'°, permn, Heobs3aTensHo 1
HE3aBHCHMO 3aMEIeHHBI ¢ moMombio 0-3 rpym R'?, 5-6-dieHHbIi reTepoapuit, HeoOA3aTEIbHO U HE3ABHCHMO
3aMelleHHbIN ¢ moMonibio 0-3 rpynmn RIS, Cs.g IIUKJIOATKUI, He00s3aTeIbHO U HE3aBHCHMO 3aMEIeHHBIHN ¢ T0-
Moo 0-3 rpymnmn RIS, WK 3-8-4JICHHBIA TeTEPONUKIIIII, He00A3aTEIFHO M HE3aBUCHMO 3aMEIICHHBIA ¢ TIOMO-
mpio 0-3 rpymn R'; rae kaeli U3 yKa3aHHBIX 5-6-ulICHHBIX TETEpPOAPHIOB H KAXK/IbI M3 yKa3aHHBIX 3-8-
YJICHHBIX TETCPOIMKIIUIOB COACPIKUT IO 3 KOJIBIIEBBIX I'eTEPOaTOMOB, HE3aBUCUMO BBIOpaHHBIX U3 N, O u S;

R" o3mauaer ranoren, -OR™, -SR™, -NR“R", -C(O)R™, -C(O)NR™R", -NR"C(0)OR", -OC(O)NR“R"™,
C,.4 ankeHokcurpymiy, Csg TUKIOATKWI, QEHMI, 5- WIN 6-WICHHBIA reTepoapui, win 3-10-uiIeHHbIH TeTepo-
UKW, TN KaKI0€ U3 YKa3aHHBIX S5- WM 6-YJICHHBIX T€TEPOAPMIIBHBIX KOJIEIl M KaX bl U3 yKa3aHHbIX 3-10-
YJICHHBIX T€TEPOIMKIIAIIOB COACPKHUT JI0 3 KOJBIEBBIX T€TEPOATOMOB, HE3aBUCHMO BhIOpaHHBIX 13 N, O i S;

R'5* o3Hauaer Cs.g KII0ATKWI, GEeHW, 5- Wi 6-4IeHHbIN, Wik 3-10-4JIeHHBIN TeTepOIUKIIIL; TIe Kax-
JIo€ M3 YKa3aHHBIX 5- WM 6-WICHHBIX TeTepOAPUIIBHBIX KOJIEI U KKIABIH M3 YKa3aHHBIX 3-10-wIEHHBIX TeTepo-
IIUKITAIOB COJIEPIKUT 0 3 KOJBIIEBBIX T€TEPOATOMOB, HE3aBUCHMO BHIOpaHHBIX W3 N, O wiu S; u

R™ o3nauaer Bogopon, C¢ ankui mwin C_g TaJIOTEHAIKWIT; U

R" o3nauaer Boaopo, C,¢ amkuin uwiu C,_q rajJoreHaJKu.

3naueHus qpyrux nepeMeHHsix B Gopmyne 1A, 1IA, IB, 1IB, IC, IIC, ID, IID, IE, IIE, IF, IIF, IG, IIG, IH,
IH, 17, I1J, IL u IIL, R"'C(0)X', R''C(S)X', R''C(O)OE!', R"'C(0O)SR' u R'"'C(O)OR" sABAAIOTCS TAKHMH, KaK
OTIPENICIICHO /IS TIEPBOTO, YETBEPTOTO, CSABMOTO W/WIIM OJWHHAIIATOTO BAPHAHTOB OCYIICCTBICHHUS MEPBOTO
00BeKTA.

B mnepBoM o00BekTe TpPUHAANATHIM BApPUAHTOM OCYIIECTBICHUS SBJSETCS CIOCO0 TIMONy4YeHHS 3-
3amerenHoro 1,2,4-tpuasona, onuceiBatomerocs popmynoit [A, IB, IC, ID, IE, IF, IG, IH, 1J, IL, nnu ero comm,
KaK OTIMCAHO B TIEPBOM, BTOPOM, TPEThEM, YETBEPTOM, IISATOM, IIIECTOM, CEILMOM, BOCBMOM, JIEBATOM WJIN JIECS-
TOM BapHaHTE OCYIIECTBICHHUS TMEPBOrO OOBEKTA. R B dbopmyne 1A, 1B, IC, ID, IE, IF, IG, IH, 1J u IL,
R''C(0)OH, R'"'C(0)X', R"'C(S)X', R"'C(O)OE'", R"'C(O)SR' u R''C(O)OR" o3nauaer -NR*R™, C,¢ anxum,
HEOoO0s3aTeIbHO W HE3aBUCUMO 3aMEIICHHBIA ¢ MOMOIIbI0 (-3 TanoreHoB, 5-6-WICHHBIH reTepoapwi, HeoOs3a-
TeJbHO M HE3aBUCHMO 3aMEIEeHHBIN ¢ moMoInbio 0-3 ramoreHos, uin Cs.g IUKIOATKUI, Heo0A3aTeIbHO U HE3a-
BHCHMO 3aMEIIeHHbI ¢ ToMomipio 0-3 ranorenos. J® u JC ABIAIOTCS TaKMMH, KaK ONPEEICHO TS BEHAATOTO
BapuaHTa OCYILECTBJIECHUs MepBOro o0bekTa. 3HaUCHMs APYTuX nepeMeHHbIX B Gopmyne A, I1A, IB, 1IB, IC,
IIC, ID, IID, IE, IIE, IF, IIF, IG, IIG, IH, IIH, 1J, I1J, IL u IIL, R"'C(0)X', R"'C(S)X', R"'C(O)OE', R''C(O)SR'
1 R"'C(O)OR" sIBISIOTCSA TAKHMH, KaK OTIPENICIICHO IS MIEPBOT0, YSTBEPTOTO /WA CEIbMOTO BApUAHTOB OCY-
IIECTBIICHHUS TIEPBOTO OOBEKTA.

B mepBoM 00bekTe YEeTHIPHAANATHIM BapHUAHTOM OCYIIECTBICHHUS SBISETCS CIIOCOO TOMydYeHHsS 3-
3amerenHoro 1,2,4-tpuasoina, onuceiBatomerocs hopmynoii IA, IB, IC, ID, IE, IF, IG, IH, 1J, IL, nnu ero comm,
KaK OTIMCAHO B TIEPBOM, BTOPOM, TPEThEM, YETBEPTOM, IISATOM, IIIECTOM, CEIbMOM, BOCBMOM, JIEBATOM WM JIECS-
TOM BapHaHTE OCYIIECTBICHHUS MEPBOrO OOBEKTA. R" B dopmyne 1A, 1B, IC, ID, IE, IF, IG, IH, 1J u IL,
R''C(0)OH, R'"'C(0)X', R"'C(S)X', R''C(0)OE', R"'C(O)SR' u R'"'C(O)OR" o3Hauaer C,¢ ankui, Heobs3a-
TENBHO H HE3aBHCHMO 3aMEIICHHBIH ¢ momomibio 0-3 ramorenos. J® i J© aBnsioTcs TaKMMH, KaK OMpeIeIeHo st
JIBEHAIIATOTO BapUaHTa OCYIICCTBIICHUS TIEPBOTO O0BCKTA. 3HAUCHHUS IPYTUX MEepeMeHHBIX B popmyie 1A, TIA,
IB, 1IB, IC, 1IC, ID, 1ID, IE, IIE, IF, IIF, IG, IIG, IH, IIH, IJ, I1J, IL u IIL, R"'C(0)X', R"'C(S)X", R"'C(O)OE/,
R"'C(O)SR' u R"'C(O)OR" sBnstoTCS TaKMMH, KaK OTIPENICIICHO JUIS TIEPBOTO, YETBEPTOrO W/IIIU CEABMOTO Ba-
PHAHTOB OCYIIECTBIICHHUS IIEPBOTO 0OBEKTA.

B mepBoM 00BEKTe MATHAMIATEIM BAPHAHTOM OCYIICCTBIICHUS SIBIISICTCS CIIOCOO TONydYeHHS 3-
3amerienHoro 1,2,4-tpuasoina, onuceiBatomierocs popmynoii [A, IB, IC, ID, IE, IF, IG, IH, 1J, IL, nnwm ero comnm,
KaK OTIMCAHO B TIEPBOM, BTOPOM, TPEThEM, YETBEPTOM, IISATOM, IIIECTOM, CEIbMOM, BOCBMOM, JIEBATOM WJIN JIECS-
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TOM BapUaHTE OCYIICCTBICHUS IEPBOrO OOBEKTA. R" B dopmyne 1A, 1B, IC, ID, IE, IF, IG, IH, IJ u IL,
R'"'C(0)OH, R"'C(0)X', R"'C(S)X', R''C(O)OE', R"'C(0O)SR' u R'"'C(O)OR" o3nauaer CF;. I® u I spusrorcs
TaKAMH, KaK ONPENIe]CHO U ABCHAAIATOTO BapHaHTa OCYIIECTBIICHHS IMEPBOTO O0BEKTa. 3HAYCHHS IPYTHUX
nepemeHHBIX B popmyie 1A, 1IA, IB, 1IB, IC, IIC, ID, IID, IE, IIE, IF, IIF, IG, IIG, IH, IIH, 1J, I1J, IL u IIL,
R'"'Cc(0)X', R"'C(S)X', R"'C(O)OE'", R"'C(0)SR' 1 R"'C(O)OR" sBIsIFOTCS TAKMMH, KK ONPEIEICHO JUISl TIEPBO-
TO, 9eTBEPTOTO W/HIIH CEIbMOTO BAPHAHTOB OCYIIECTBICHHUS IIEPBOTO OOBEKTA.

B mepBoM o00BeKTe ImIECTHAAUATHIM BapHAHTOM OCYIIECTBICHHS SIBISICTCA Ccrocod momydeHus 3-
3amerenHoro 1,2,4-tpuasoina, onuceiBatomerocs popmynoii [A, IB, IC, ID, IE, IF, IG, IH, 1J, IL, niwm ero comm,
KaK OITUCAHO B MEPBOM, BTOPOM, TPEThEM, YCTBEPTOM, IISATOM, IIECTOM, CEJbMOM, BOCEMOM, JICBSITOM WU JCCSI-
TOM BapUaHTE OCYIICCTBICHHUS MMEPBOTO OOBEKTA. G's dopmyne ITA, 1IB, IIC, 1ID, IIE, IIF, 1IG, IIH, I1J u IIL
O3HayaeT KapOaMaTHYIO 3aIUTHYIO TPYIIY aMHHOTPYIIBI, aMHUIHYIO 3aIUTHYIO TPYIIY aMHHOTPYIIIBI WA
Cynb()OHWIBHYIO 3alUTHYIO TPYIIY aMHHOTPYIIBI. 3HAUYEHHs ApYrux nepeMeHHbIX B (opmyne A, IIA, IB,
1B, IC, IIC, ID, 1ID, IE, IIE, IF, IIF, IG, IIG, IH, IIH, 1J, IIJ, IL u IIL, R''C(O)OH, R"'C(0)X', R"'C(S)X',
R'"'C(0)OE', R"C(0)SR' u R'"'C(O)OR" siBIsOTCS TaKMMH, KaK ONMPENENEHO JUIs TIEPBOTO, YeTBEPTOrO, Ce/lb-
MOT0, OIMHHAAIATOTO, ABCHAIIATOTO, TPHUHAIIIATOTO, YETHIPHAANATOTO /MM MATHAIIIATOTO BapHAHTOB OCY-
IIIECTBJICHUS TIEPBOTO OOBEKTA.

B mepBoM o0O0BekTe CeMHAINAaTBIM BapHAaHTOM OCYIIECTBICHHSA SBJISIETCA CHOCOO TONydeHHs 3-
3amerenHoro 1,2,4-tpuasoina, onuceiBatomerocs popmynoit [A, IB, IC, ID, IE, IF, IG, IH, 1J, IL, nnu ero comm,
KaK OITHUCAHO B MIEPBOM, BTOPOM, TPETHEM, YETBEPTOM, IIATOM, IIIECTOM, CEJbMOM, BOCEMOM, JICBSITOM HIIH JECs-
TOM BapHaHTE OCYIIECTBIICHHUS TIEPBOTO OOBEKTA. G's dbopmyne IIA, 1IB, IIC, IID, IIE, IIF, IIG, ITH, I1J u IIL
o3Hauaet Tper-Oyrokcukapoonmn (Boc), 2,2,2-rpuxmopatuinokcukapoonun (Troc), 6ensmwiokcukapoonmn (Cbz),
9-dnyopeHMIMETOKCHKAPOOHHIT (Fmoc), METWICYIb()OHMI, I-TOJTYOJICYIb(MOHHIT (Tos), 4-
HuTpodenzoncynbdornn (NOSyl), 2-uutpodbenzoncynsponmi, n-6pomoenzoncynsponun (Brosyl), tpudrop-
aleTI, alleTH Wi OCH30WI. 3HaUCHHS IPYTUX nepeMeHHbIX B hopmyne IA, 1A, IB, IIB, IC, IIC, ID, IID, IE,
IIE, IF, IIF, IG, 1IG, IH, IIH, 1J, I1J, IL u IIL, R"'C(O)OH, R"'C(0)X', R"'C(S)X', R''C(O)OE', R"'C(O)SR' u
R''C(O)OR" sBISIOTCS TAKHMH, KaK OMPENEICHO IS IEPBOTO, YETBEPTOTO, CEABMOTO, OXMHHA/IATOTO, IBCHA-
JIIaTOTO, TPUHAAIATOTO, YETHIPHAANATOTO M/MITH MATHAAIATOTO BAPHAHTOB OCYIIIECTBICHHUS IIEPBOTO OOBEKTA.

B mepBoM o00BeKTe BOCEMHAIIATHIM BapHAaHTOM OCYIIECTBICHUS SBIIETCS CIMOCOO TOXydeHus 3-
3amernenHoro 1,2,4-tpuasoina, onuceiBatomerocs hopmynoii [A, IB, IC, ID, IE, IF, IG, IH, 1J, IL, nnm ero comw,
KaK OITHUCAHO B MIEPBOM, BTOPOM, TPETHEM, YETBEPTOM, IIATOM, IIIECTOM, CEJbMOM, BOCEMOM, JICBSITOM HIIH JECS-
TOM BapHaHTE OCYIIECTBIICHHS IIEPBOT0 0OBEKTA, BKIIFOYAIOIINH PEakIliio aMHIIpa30Ha, OIMICHIBAIOIETOCS (Gop-
mynoit 11A, 1IB, IIC, IID, IIE, IIF, IIG, IIH, I1J, IIL, wiu ero coyiu B MpUCYTCTBUU OCHOBAHUS C R“C(O)OE’, rae
-OFE' o3nauaet -O-(C;_¢ankmn), -O-(C;.¢ ranorenankmi), -O-(dhenmn), -O-(rerepoapmi), -O-(TeTepOIMKINII), TIe
(heHMIT, reTepoapri U TeTEPOIMKIII 3aMEIICHBI C TIOMOIIBIO OT 1 70 6 TPYII, HE3aBUCUMO BHIOPAHHBIX U3 Tallo-
TeHa, [IMaHOTPyNMbl, HUTporpymmnsl, okcorpynnsl, SO;H u SO;C, ¢ankuna. 3HaueHus ApPYrUX NMEPEMEHHBIX B
dopmyne 1A, IIA, 1B, 1IB, IC, IIC, ID, IID, IE, IIE, IF, IIF, IG, IIG, IH, IIH, 1J, I1J, IL u IIL sBnsroTCs TakuMHu,
KaK ONpEAENICHO JJIS epBOro, YETBEPTOT0, CEbMOT0, OJMHHAANATOTO, ABCHAANATOr0, TPUHAIIATOTO, YEThIpP-
HAJATOTO, IATHAATOTO, IECTHAAATOTO H/HIIM CEMHAIIIATOTO BAPHAHTOB OCYIIECTBICHHUS ITEPBOTO 00BEKTA.

B mepBoM o00bekTe MAEBATHAALUATHIM BApHAHTOM OCYIICCTBICHUS SBIAETCS CIIOCOO TMOJydeHHs 3-
3amerienHoro 1,2,4-tpuasoina, onuceiBatomerocs popmynoit [A, IB, IC, ID, IE, IF, IG, IH, 1J, IL, niu ero comm,
KaK OITHUCAHO B MIEPBOM, BTOPOM, TPETHEM, YETBEPTOM, IIATOM, IIIECTOM, CEJbMOM, BOCEMOM, JICBSITOM HIIH JECS-
TOM BapHaHTE OCYIIECTBIICHHS IIEPBOT0 0OBEKTA, BKIIFOYAIOIINH PEakI(iio aMHIIpa30Ha, OIMICHIBAIOIIETOCS (Gop-
mynoit 11A, 1IB, IIC, IID, IIE, IIF, IIG, IIH, I1J, IIL, wiu ero coyiu B MpUCYTCTBUU OCHOBAHUS C R“C(O)OE’, rae
-OE' o3nauaet -O-(C,¢ ranorenankui). 3HaueHus Jpyrux nepeMeHHsIX B popmyne IA, IIA, IB, 1B, IC, IIC, ID,
IID, IE, IIE, IF, IIF, IG, 1IG, IH, IIH, 1J, I1J, IL u [IL saBusiroTCcsi TaKUMU, KaK ONpPEAENeHO sl IEPBOro, YeTBEP-
TOT0, CEIbMOTO, OJUHHAIATOTO, ABCHAANATOrO, TPHHAIIATOTO, YSTHIPHAIIATOTO, MATHAIIATOTO, IIECTHA A~
TOTO W/WIIM CEMHA/INATOTO BAPUAHTOB OCYIICCTBICHHUS TIEPBOTO OOBEKTA.

B nepBoM 00BEKTE BAALIATHIM BAPHAHTOM OCYIICCTBICHHUS SIBISACTCS CIIOCOO MOMYYCHUS 3-3aMEIICHHOTO
1,2,4-tpuazona, onuceiBaromerocs Gopmynoii [A, IB, IC, ID, IE, IF, IG, IH, 1J, IL, uimm ero coym, kak OIHCaHO B
MIEPBOM, BTOPOM, TPETbEM, YETBEPTOM, IISITOM, IIIECTOM, CEIbMOM, BOCHBMOM, [IEBATOM WIIH JECSITOM BapHaHTE
OCYIIIECTBIICHHUS TIEPBOTO 00BEKTA, BKIFOUAIONINH peaKIio aMUIpa3oHa, onuckiBaromerocs Gopmynoii IIA, 11B,
IIC, 1ID, IIE, IIF, 1IG, IIH, I1J, IIL, wiu ero coiu B IPUCYTCTBHH OCHOBAHHUS C R“C(O)OE', rae -OFE' o3nauaer -
O-(CH,CF;), -O-(autpodenwmn) (Hanpumep, 2- wim 4-autpodenmn), -O-(muautpodenwn) (Hampumep, 2,4-
TUHUTPODEHWIOBBI  CIIOKHBIH  3¢up), -O-(tpuxnopdpenwn) (amampumep, 2,4,5-tpuxnopdenmn), -O-
(nenradTopdennn), -O-(cynbdorerpadropdennn) (aanpumep, 4-cyiapdo-2,3,5,6-terpadropdennn), -O-
(cyknmanMuann), -O-(6ensorpuason), -O-(7-azabenzorpuazon), -O-(prammunun), -O-(5-HopbopHEeH-3HI0-2,3-
nukapOokenumun), win -O-(cynbhoCcyKIMHUMUIMIT). 3HaYEeHHs IpYyrux nepeMeHHBIX B ¢opmyne 1A, 11A, IB,
IIB, IC, IIC, ID, IID, IE, IIE, IF, 1IF, IG, IIG, IH, IT1H, 1J, I1J, IL u IIL sBastoTCS TaKUMH, KaK ONpeAETIeHO IS
MEPBOTO, YETBEPTOTO, CEILMOTO, OJWHHAIIATOTO, NBEHAMATOTO, TPUHAIIIATOTO, YETHIPHAAIATOTO, MSATHA A~
TOT0, MIECTHAIATOTO W/WIIA CEMHAIIATOTO BAPHAHTOB OCYIIECTBICHHS MEPBOTO OOBEKTA.

B mepBom 00BeKTe ABaaaTh MEPBBIM BAPHAHTOM OCYIIECTBICHUS SIBISETCA CIIOCOO MOIMy4eHHs 3-
3amerenHoro 1,2,4-tpuasoina, onuceiBatomerocs popmynoit [A, IB, IC, ID, IE, IF, IG, IH, 1J, IL, nnwm ero comm,
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KakK OMHCAaHO B TIEPBOM, BTOPOM, TPETbEM, YETBEPTOM, ISITOM, ILIECTOM, CEIbMOM, BOCBMOM, JIE€BATOM WU J1€CS-
TOM BapHaHTAaX OCYIICCTBIICHUS MEPBOTO OOBCKTA, BKIFOYAIONIMNA PEAKIUI0 aMHUAPA30HA, OMHCBHIBAIOLICTOCS
dopmymoii 11A, IIB, IIC, IID, IE, IIF, IIG, 1IH, IIJ, IIL, wim ero coiu B TNPHUCYTCTBUU OCHOBAHHS C
R'"C(O)OR", rze R" osmauaer N=CR''°R''®, P(O)(OH),, wn PH(O)OH. 3HaueHHs APYrHX MEPEMEHHBIX B
dopmyme 1A, 1IA, 1B, 1IB, IC, IIC, ID, IID, IE, IIE, IF, IIF, IG, IIG, IH, ITH, 1J, I1J, IL u IIL sBasfoTCcs TakuMmH,
KaK OTpeAesieHO IS TIEPBOro, YETBEPTOTO, CEABMOT0, OJAMHHAIIATOTO, IBSHAANATOTO, TPUHAAIMATOTO, YE€ThIpP-
HAJIAaTOTO, MSITHAIIATOTO, IECTHAIATOTO W/WUIIH CEMHAIATOTO BAPHAHTOB OCYIIECTBICHUS TIEPBOTO OOBEKTA.

B mepBoM 00bekTe IBaANATh BTOPHIM BApHUAHTOM OCYIIECTBICHHUS SIBISETCS CIIOCOO TMOMydeHHUS 3-
3amenieHHoro 1,2,4-tpuazona, onuceiBatomierocs hopmynoit [A, IB, IC, ID, IE, IF, IG, IH, 1J, IL, umu ero comw,
KaK OMHMCAaHO B TIEPBOM, BTOPOM, TPETbEM, YETBEPTOM, ISTOM, ILIECTOM, CEIbMOM, BOCbMOM, JEBATOM WU J1€CS-
TOM BapHUAHTAaX OCYIICCTBIICHUS MEPBOTO OOBCKTA, BKIFOYAIONIMNA PEAKIUI0 aMHUAPAa30HA, OMHCHIBAIOLICTOCS
dopmynoii ITA, 1IB, 1IC, 1ID, IIE, IIF, IIG, ITH, 11J, IIL, unu ero coiu B MPUCYTCTBUM OCHOBAHUSI C R“C(O)OH
B IIPUCYTCTBHH aKTHBHPYIOIIETO peareHTa. 3HaueHus Ipyrux nepeMeHHsIx B popmyne 1A, IIA, 1B, 1IB, IC, 1IC,
ID, 1ID, IE, IIE, IF, IIF, 1G, IIG, IH, IIH, 1J, I1J, IL u IIL sBastoTCS TaKUMHU, KaK ONPEAENECHO sl IEPBOro, YeT-
BEpPTOro, CEAHMOTO0, OJMHHAIIATOTO, ABCHAAIIATOTO, TPUHAAATOTO, YETHIPHAANATOTO, IMATHAIIIATOTO, IIIECTHA-
JIIATOT'O W/WJIM CEMHAIIATOTO BAPHAHTOB OCYIIECTBICHUS TIEPBOTO 0OBEKTA.

B mepBoM 00BEeKTe OBaAATh TPETHHMM BapHAHTOM OCYIIECTBJICHHUS SBISIETCS CIOCOO TONydYeHHUsS 3-
3amerenHoro 1,2,4-tpuasona, onuceiBatomerocs popmynoit [A, IB, IC, ID, IE, IF, IG, IH, 1J, IL, nim ero conm,
KaK OTIMCAHO B TIEPBOM, BTOPOM, TPEThEM, YETBEPTOM, IISTOM, IIIECTOM, CEIbMOM, BOCBMOM, JIEBATOM WJIN JIECS-
TOM BapuaHTaX OCYIIECTBIEHHUS MEPBOTO OOBEKTA, BKIIOYAIONIUN pEaKIUI0 aMUApPa3OHa, OMHCHIBAIOIIETOCS
dopmynoii ITA, 1IB, 1IC, 1ID, IIE, IIF, IIG, ITH, 11J, IIL, unu ero coiu B MPUCYTCTBUM OCHOBAHUSI C R“C(O)OH
B MPHUCYTCTBUU aKTUBUPYIOIICTO PEarcHTa, TJ¢ aKTUBHPYIOIUM PEAareHTOM SBISICTCS KapOOIUMMUJ, YPOHHIA,
¢doconmi, 2-ankui-1 -anKmikapOOHUI- 1,2~ TUTHIPOXMHOJIMH, 2-ankoxcu-1 -aJKOKCUKapOoHmi-1,2-
TUTHIPOXUHOMH, dTHIIHAHOTHIPOKCHIMHHOAIETAT (OKcnuMa®) win ankwixjiaoppopMuaT. 3HAYCHHUS IPYTUX
nepemeHHBIX B Gopmyie [A, 1IA, IB, 1IB, IC, IIC, IID, IID, IE, IIE, IF, IIF, IG, IIG, IH, IIH, 1J, I1J, IL u IIL
SIBIIIIOTCS] TAKUMU, KaK OINpPEAeNeHO AJIs TIEpPBOro, Y€TBEPTOTO, CEAbMOr0, OJIMHHAAIATOTO, IBEHAAATOTO, TPH-
HA/IATOTO, YETHIPHAIIATOTO, MATHAIIATOTO, MICCTHAAIATOTO ¥W/WIH CEMHAIIATOTO BApUAHTOB OCYIICCTBICHUS
MEPBOTo 00BEKTA.

B mepBoM 00bekTe MBaIIaTh YETBEPTHIM BapHUAHTOM OCYIIECTBIICHHUS SIBISIETCS CIIOCOO IMONyYeHHS 3-
3amereHHoro 1,2,4-tpua3ona, onuckiBaromierocs opmynoii [A, 1B, IC, IID, IE, IF, 1G, TH, 1J, IL, winu ero comm,
KaK OTIMCAHO B TIEPBOM, BTOPOM, TPEThEM, YETBEPTOM, IISTOM, IIIECTOM, CEILMOM, BOCBMOM, JIEBATOM WJIN JIECS-
TOM BapUaHTaX OCYIIECTBIEHHUS MEPBOTO OOBEKTA, BKIIOYAIONIUN pPEaKIUi0 aMUApPa3OHa, OMHCHIBAIOIIETOCS
dbopmymoii ITA, 1IB, TIC, 1ID, 1IE, 1IF, IIG, ITH, I1J, IIL, v ero coJiv B MPUCYTCTBUN OCHOBAHUS C R“C(O)SR‘,
rre -SR' o3nauaer -S-(apnin), -S-(Cy_ypanknn), uiam -S-(retepoapuin). 3Ha4eHHsI IPYTrUX NEpEeMEHHBIX B opMyle
IA, IIA, 1B, 1IB, IC, IIC, IID, IID, IE, IIE, IF, IIF, IG, IIG, IH, IIH, 1J, I1J, IL u IIL sBastoTcs Takumu, Kak omnpe-
JIeJIEHO JUTsl IEPBOTO, YETBEPTOT0, CEABMOI0, OAMHHAIATOr0, ABEHAAIATOr0, TPUHAALATOTO, YETHIPHAALATOTO,
MSATHAIATOTO, MIECTHAIATOTO H/WIH CEMHAIIATOTO BAPHAHTOB OCYILIECCTBICHHUS IEPBOTO 0OBEKTA.

B mepBoM 00BEKTEe NOBAAIATH MSATHIM BapUAHTOM OCYIICCTBICHHS SBISCTCS CIIOCOO MONydYeHHS 3-
3amerieHHoro 1,2,4-tpua3ona, onuckiBaromnierocs Gopmynoii [A, 1B, IC, IID, IE, IF, 1G, TH, 1J, IL, unu ero comm,
KaK OTIMCAHO B TIEPBOM, BTOPOM, TPEThEM, YETBEPTOM, IISTOM, IIIECTOM, CEIbMOM, BOCBMOM, JIEBATOM WM JIECS-
TOM BapuaHTaX OCYIIECTBIEHHUS MEPBOTO OOBEKTA, BKIIOYAIONIUN pPEaKIUI0 aMUApPa3OHa, OMHUCHIBAIOIIETOCS
dbopmymoii ITA, 1IB, T1IC, 1ID, 1IE, IIF, IIG, ITH, I1J, IIL, v ero coJiu B MPUCYTCTBUN OCHOBAHUS C R“C(O)SR‘,
rae -SR' o3Hagaet -S-(3TwmIT), -S-(momernn), -S-(m-xopdenu), wim -S-(2-6eH30THA30aWT). 3HAYCHUS IPYTUX
nepeMeHHbIX B hopmyne 1A, 1IA, IB, IIB, IC, IIC, 1ID, IID, IE, IIE, IF, IIF, IG, IIG, IH, IIH, 1J, I1J, IL n IIL
SIBIIIIOTCS] TAKUMU, KaK ONpPEAeNeHO AJIs TIEpPBOro, YETBEPTOTO, CEAbMOr0, OJMHHAAATOTO, IBEHAAATOTO, TPH-
HAJIATOTO, YETHIPHAIIATOTO, MATHAIIATOTO, MICCTHAAIATOTO /WM CEMHAIATOTO BAPUAHTOB OCYIICCTBICHUS
MEPBOTO OOBEKTA.

B mepBoMm 00BekTe MBAANATH MIECTBIM BAPHUAHTOM OCYIICCTBICHHS SIBIICTCS CIOCOO MONyYeHUS 3-
3amenienHoro 1,2,4-tpuazona, onucsiBatoierocs hopmynoit [A, IB, IC, ID, IE, IF, IG, IH, 1J, IL, umu ero comw,
KaK OMHCAaHO B TIEPBOM, BTOPOM, TPETbEM, YETBEPTOM, ISATOM, ILIECTOM, CEIbMOM, BOCBMOM, JIEBATOM WU J1€CS-
TOM BapUaHTaX OCYIIECTBIEHHUS MEPBOTO OOBEKTA, BKIIOYAIONIUN pPEaKIUI0 aMUApPa3OHa, OMHCHIBAIOIIETOCS
dopmymoii ITA, 1IB, 1IC, 1ID, IIE, IIF, IIG, ITH, I1J, IIL, wiu ero cou B MPUCYTCTBUU OCHOBAHUS C R”C(O)OH,
R'"'c(0)X', R"'C(S)X', R"'C(O)OE', R"'C(0)SR' mimu R''C(O)OR", rxe, ecim ucmomnsayior R''C(O)OH, taxxke
COJICP)KUTCSI aKTUBHPYIOIIMHA PEareHT, TIe OCHOBAaHWE BBIOPAHO W3 TPYIIBI, COCTOSIICH M3 TPUAIKWIAMHUHA,
kapOoHata, ¢ocdasena, 1,8-guazabunukio(5.4.0)yanen-7-ena (DBU), 1,5-nuazabumukio[4.3.0]HoH-5-eHa
(DBN), ryanunmunHa, 1,1,3,3-TeTpamMeTHiryaHuinHA, HEOOS3aTEIBHO 3aMEIICHHOTO MUpHUAMHA Wik 1,4-
nmuazaburmkino[2.2.2]-oktana (DABCO), win B MpennoYTHTEIEHOM BapUAHTE OCYIECTBICHHUS OCHOBAHHE BEI-
OpaHO W3 TPYIIBI, cocTosIIEH U3 TpuankwiamuHa, Gocdasena, 1,8-auazadburmkino(5.4.0)yanen-7-ena (DBU),
1,5-mua3zaburnmkiio[4.3.0]JHon-5-ena (DBN), ryanunauna, 1,1,3,3-TeTpaMeTHiIryaHuanHa, HEOOS3aTEIBHO 3aMe-
IIeHHOTO TupuanHa win 1,4-nuazabunmkio[2.2.2]-okrana (DABCO). 3HaueHus nepeMeHHBIX B dopmyie 1A,
1A, 1B, IIB, IC, IIC, 1ID, IID, IE, IIE, IF, IIF, IG, IIG, IH, IIH, IJ, I1J, IL u IIL, R"'C(O)OH, R'C(0)X,
R'"'C(S)X', R"'C(O)OE', R"'C(0)SR' u R''C(O)OR" SIBIsIIOTCS TaKMMH, KaK ONPEIEICHO JUIS IEPBOTO, YETBEp-

-15 -



043651

TOTO, CEIbMOT0, OJUHHAIATOr0, JBEHAALATOT0, TPUHAALATOT0, YEThIPHAALATOT0, MATHAAATOrO, IIeCTHAIA-
TOTO, CEMHAaTOro, BOCEMHAIATOr0, AEBATHAALIATOTO, OBAIIATOrO, ABAJLATh MEPBOTO, ABAILUATH BTOPOTO,
IBA/INATh TPETHETO, ABAIATh YETBEPTOrO W/MIIH ABAIIATH ISTOTO BAPHAHTOB OCYIIECTBICHHUS IEPBOTO OOBEK-
Ta.

B mepBoM oOBexTe IBanNaTh CEIbMBIM BapHAHTOM OCYIIECTBICHHUS SBISAETCS CIIOCO0 IMONTydeHHs 3-
3amerienHoro 1,2,4-tpuasoina, onuceiBatomerocs hopmynoit [A, IB, IC, ID, IE, IF, IG, IH, 1J, IL, niwm ero comm,
KaK OITUCAHO B MIEPBOM, BTOPOM, TPETHEM, YETBEPTOM, IIATOM, IIIECTOM, CEJbMOM, BOCEMOM, JICBSITOM HIIH JECS-
TOM BapHaHTE OCYIIECTBIICHHS IIEPBOT0 0OBEKTA, BKIIFOYAIOIINH PEakIiio aMHIIpa30Ha, OIMICHIBAIOIETOCS (Qop-
mynoit 1TA, 1IB, 1IC, IID, IIE, IIF, 1IG, 1IH, I1J, IIL, unu ero coiau B NpUCYTCTBHH OCHOBAHHUS C R“C(O)OH,
R"'C(0)X', R"'C(S)X', R"'C(0)OE', R"'C(0)SR' mnu R'"'C(O)OR", rze, eciu HCIOJIB3YIOT R“C(O)OH, TaKxke
COJICPXKUTCS aKTUBUPYIOIIUI PEarcHT, TAe¢ OCHOBaHUEM siBIsieTcs 4-muMmerniamuHonupuaua (DMAP). 3nave-
HUS nepeMeHHEBIX B popmyre 1A, ITA, IB, 1IB, IC, 1IC, 1ID, IID, IE, IIE, IF, IIF, IG, IIG, IH, IIH, 1J, I1J, IL u
IIL, R"'C(0)OH, R"'C(0)X', R''C(S)X', R''C(O)OE', R"'C(0)SR' 1 R''C(O)OR" ABNAIOTCSK TAKMMH, KaK OMpe-
JIeJIEHO JUTsl TIEPBOTO, YETBEPTOT0, CEABMOI0, OJMHHAIATOrO, ABEHAAIATOr0, TPUHAALATOTO, YETHIPHAALATOTO,
MATHAIIATOTO, IIECTHAAATOr0, CEMHAIIaTOTO, BOCEMHAANIATOTO, ACBSITHAANATOTO, JBAIIIATOTO, IBAIIATE Mep-
BOTO, IBAAIAaTh BTOPOTO, ABAALATH TPETHETO, IBAANATH YETBEPTOTO W/IIIH ABAANATH ISITOTO BAPUAHTOB OCYIIE-
CTBJICHHS TIEPBOTO OOBEKTA.

B mepBom oOBekTe ABamIaTh BOCHMBIM BApHaHTOM OCYIIECTBICHUS SBILETCS CIOCOO IMOydeHHs 3-
3amerenHoro 1,2,4-tpua3ona, onuckiBaromierocs Gopmynoii [A, 1B, IC, IID, IE, IF, 1G, TH, 1J, IL, wnu ero comm,
KaK OITMCAHO B MIEPBOM, BTOPOM, TPETHEM, YETBEPTOM, IIATOM, IIIECTOM, CEJbMOM, BOCEMOM, JICBSITOM HIIH JECS-
TOM BapHUAHTAX OCYIICCTBIICHUS MEPBOTO OOBCKTA, BKIFOYAIONIMNA PEAKIUI0 aMUAPA30HA, OMHCBHIBAIOLICTOCS
dopmynoii IIA, 1IB, IIC, IID, IIE, IIF, IIG, IIH, 11J, IIL, unu ero conu B MPUCYTCTBHH OCHOBAHHUS C R“C(O)OH,
R'"'C(0)X', R"'C(S)X', R"'C(0)OE', R"'C(0)SR' mu R"'C(O)OR", rze, eciu HCIOJIB3YIOT R“C(O)OH, TaKxke
COJICPKUTCS] aKTUBHUPYIOIIUH peareHt, rae ocHoBanueM siBisieTcss DABCO. 3HaueHns mepeMeHHBIX B (hopMyle
IA, TIA, IB, 1IB, IC, IIC, IID, IID, IE, IIE, IF, IIF, IG, IIG, IH, ITH, 1J, I1J, IL u IIL, R"'C(O)OH, R''C(0)X',
R'"'C(S)X', R"'C(O)OE', R"'C(0)SR' u R''C(O)OR" SBISsIIOTCS TaKMMH, KaK OMPEIEICHO JUIS IEPBOTO, YETBEp-
TOTO, CEeIbMOTO, OMMHHAANATOTO, ABEHAANATOTO, TPHHAIIATOTO, YETHIPHAIIIATOTO, MATHAAATOTO, MIECTHA A~
TOTO, CEMHANATOr0, BOCEMHAIATOTO, AEBSITHAANATOrO, IBAANATOrO, IBAANATH IEPBOTO, IBAANATH BTOPOTO,
IBAINATh TPETHETO, ABAAIATH YETBEPTOrO W/MIIH ABAIIATH ISTOTO BAPHAHTOB OCYIIECTBICHHUS IEPBOTO OOBEK-
Ta.

B mepBoM o00BeKkTe nBaANATH ICBSITHIM BAPHAHTOM OCYIIECTBICHHS SBISETCA CIOCO0 moimydeHus 3-
3amenieHHoro 1,2,4-tpuasona, omuceiBaromierocs popmynoii [A, IB, IC, IID, IE, IF, IG, IH, 1J, IL, unu ero comwu,
KaK OMHMCAaHO B TIEPBOM, BTOPOM, TPETbEM, YETBEPTOM, ISTOM, ILIECTOM, CEIbMOM, BOCBMOM, JEBATOM WU J1€CS-
TOM BapHaHTaX OCYIIECCTBJICHHS MepBOro o0Obekra. CrocoO JOMOTHHUTENBHO BKIFOYACT IMPU HEOOXOTUMOCTH
yIaJCeHUE 3alUTHON TPYIIIBI aMUIPa30Ha MOCIE PEaKIUU aMHIIpa30Ha ¢ KapOOHOBOM KUCIIOTOM, TaJOreHAHTH/I-
PHUIOM KHUCIIOTHI, THOAIMITAIOTCHUIOM, aKTUBUPOBAHHEIM CIIOKHBIM 3(UPOM, CIOXKHBEIM THO3()HPOM WIH aH-
TUAPUIOM KHUCIIOTHI IO PEAKIUH MPOIYKTa PEaKIMK C PEareHTOM Ui YAAJECHUS 3alllUTHON TPYIIIbl aMHUIpa3oHa.
3nadyeHuns nepeMeHHbIX B ¢popmyde 1A, I1A, IB, IIB, IC, IIC, ID, IID, IE, IIE, IF, IIF, IG, IIG, IH, IIH, 1J, I1J, IL
u IIL, R"'C(0)OH, R"'C(0)X', R"'C(S)X', R"'C(O)OE', R''C(0O)SR', R''C(O)OR" u ocHOBaHHE SBISIOTCS Ta-
KAMH, KaK OIIPENeNIeHO IS IIEPBOT0, YETBEPTOTO, CEABMOTO, OIMHHAIIATOTO, JABEHAANATOrO0, TPHHAALATOTO,
YeTBIPHAANATOTO, ISITHAAIATOTO, MECTHAANATOr0, CEMHAAIIaTOT0, BOCEMHAANATOTO, ACBITHAAIATOTO, IBaIla-
TOTO, TBAANATH MEPBOTO, ABAAIATH BTOPOTO, ABAANATH TPETHETO, ABAIIATh YETBEPTOTO, IBAANATH IISTOTO, IBA-
JIIATh IIECTOTO, IBAANATH CEIPMOTO M/ JBAALATh BOCBMOTO BAPHAHTOB OCYIIIECTBICHHUS IIEPBOTO 00OBEKTA.

B nepBoM 00BeKTE TPHUIIATHIM BAPHAHTOM OCYIIECTBICHHUS SBJISCTCS CIOCOO MOMYYCHHS 3-3aMEIICHHOTO
1,2,4-Tpuasomna, onuceiBaromierocs GopMynon A, nim ero coiu, Kak OMICAHO B IIEPBOM BapHaHTE OCYIICCTBIIC-
HUS TIEPBOro 00BEKTa, BKIFOYAIONINIA PEAKINI0 aMHUpa30Ha, OMHCHIBaroNIerocs popmynoit 1A, i ero comu B
npucyterBun ocHoBanms ¢ R''C(O)OH, R''C(0)X', R''C(S)X', R''C(O)OE!', R"'C(O)SR' miu R''C(O)OR", r1e,
ecin ucnonp3yior R''C(O)OH, Takke COMEPIKHTCS aKTHBHDYIOIIMH peareHT. AMHIPa3’oH, OIHMCHIBAIONIMHACS
dhopmymoii ITA, wiH ero coiib OAYYaI0T CIIOCOO0M, BKITIOYAIOIINM PEaKIuio coequHeHus popmyisr 1ITA:

()
ey

A

X=X,

- tﬁ
J—}/k‘ g

/W N CN

nl(JB)
(ITTA)

WJIM €TO COJIM, CHaYaJla CO BTOPHIM OCHOBAHHEM U 3aTEM C COeTMHEHHEM (POPMYJIBI H,NNHG' B pacTBopu-

Tene A peakuuu. 3HaueHMs mepeMeHHBIX B (popmyne IA, IIA, IIIA, R''C(O)OH, R''C(0)X', R"'C(S)X',

R''C(O)OE/, R“C(O)SR’, R"'C(O)OR" u H,NNHG' sBistrorest Takumu, Kak OTIpEeJIeJICHO JJIsl IEPBOT0 BapuaHTa

OCYILICCTBIICHUS MIEPBOTO 00bekTa. B OTHOM BapwaHTE OCYIICCTBICHHUS COCIUHCHHUE, OMHCHIBaroeecs Gopmy-

noit 111A, mmu ero conb npeacTasisieT coboit coenunenue popmyasl [11B:
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@,

Y=y
AR
N Lox

\v;’ \

@ (ITIB).
3nadenns mepeMeHHBIX B (opmyne IA, IIA, IIIB, R''C(O)OH, R'"'C(0)X', R"'C(S)X', R'"'C(O)OE',
R''C(O)SR', R"'C(O)OR" 1 H,NNHG' siBisOTCS TaKMMHE, KaK OIPENCIICHO IS IIEPBOTO BAPHAHTA OCYILIECTB-
JIeHUs TiepBoro oObeKTa. B olHOM BapwaHTe OCYIIECTBICHHS COeIWHEHHUE, omuchiBaromieecs Gopmynoi 1A,

WM €T0 COJIb TIpeNICTaBIsIeT coboii coequHenue Gpopmyasl IT1C:
9

G
NN
|
J%I\NI\CN
W
(

S (IIie).
3mavenns mepeMenneix B (opmyne IA, IIA, IIIC, R"C(O)OH, R"C(0)X', R"C(S)X', R"C(O)OE',
R'"'C(0)SR', R"'C(O)OR" u H,NNHG' sB1sI0TCS TaKMMH, KaK ONPEIENeHO JUIsl MePBOr0 BapHAHTA OCYIIECTB-
JIEHUS TIepBOTo 00beKTa. B ogHOM 00BEKTE coeanHeHne, onrchiBatomeecs hopmynoit I1TA, umm ero cob npe-
craBisieT coboit coequaenne Gopmynsl [11D:
5%

Q!
DO
J N CN

/W

JB
& (1LID).

3mavenns mepeMeHHBIX B (popmyne IA, IIA, IIID, R"'C(0)OH, R"C(0)X', R'"'C(S)X', R"'C(O)OE',
R''C(O)SR', R"'C(O)OR" 1 H,NNHG' sBisrOTCS TaKHMH, KaK OINPEACIICHO s IIEPBOTO BAPHAHTA OCYILECTB-
JIEHUS TIepBOro 00beKTa. B omHOM 00BeKTE coenHeHne, onrchiBatomeecs hopmynoit IITA, umm ero cob npe-
craBisieT coboit coequaenne Gopmynsl I11E:

W9 /
N
a
"
LN /|K
J N CN
/W

W (TTIE).
3madenns mepemenHneix B dopmyne IA, 1A, IIIE, R''C(O)OH, R''C(O)X', R"C(S)X', R'"'C(O)OE,
R'"'C(O)SR', R"'C(O)OR" 1 H,NNHG' siBisrOTCS TaKHMH, KaK OMNPEACIICHO IS IIEPBOTO BAPHAHTA OCYILECTB-
JICHUs TTepBOro 00bekTa. B 0HOM 00BeKTe coeMHeHUE, onuckiBaroeecs Gpopmynoit IIIA, wim ero coms npea-

cTaBiseT coboit coequnenne Gopmynsr I11F:
%

N

/T
\ N
J%I\ Nj\GN
/W

@,
(IIIF).

3Hauenus mepeMeHHbIX B dopmyne IA, IIA, IIIF, R'"C(O)OH, R''C(0)X', R'C(S)X', R''C(O)OE
R'"'C(0)SR', R"'C(O)OR" u H,NNHG' sBsI0TCS TaKMMH, KaK ONPEIENeHO JUIsl MePBOTo BapHAHTA OCYIIECTB-
JIeHUsI TIepBOTo 00BeKTa. B HekOoTOpBIX BapnaHTax ocymectBieHus B popmynax IIIA, IIIB, IIIC, IIID, IIIE umu
IIIF, ommcanHeix Bhime, W 03Ha4YaeT KOJNbLIO B, KoTOpoe mpencTaBiseT coO00l (eHHI WIu S5- Win 6-4IeHHOEe
TeTepOapHIbHOE KOJIBIIO, CoAeprKamiee | mim 2 KOJbLEBBIX aToMa a3oTa. boiee mpeamnodyrutensHo, ecnu W 03-
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HayaeT (eHmI. B HEKOTOpPHIX BapraHTax ocymecTsieHus B popmynax I1IA, I1IB, IIIC, IIID, IIIE win IIIF, onu-
caHHBIX BbIIIe, J° HE3aBHCHMO 03HAuaeT ragoreH Wik Cyq aNKHI, HEOOA3aTETBHO 3aMEIICHHBIH ¢ TOMOIIBIO 10
3 rajJoreHoBs;

KaK I JC, €CJIM COJIEPIKUTCS, HE3aBUCHMO BBHIOpaH M3 Bojopoa, ranorena, -CN u C_4 anmkuna, HeoOs3a-
TEJIHHO W HE3aBUCHUMO 3aMEMICHHOTO C IMMOMOIIBIO JI0 3 TAJIOT€HOB; U P, €CIIA COJIEPIKUTCS, paBHO | mm 2.

B mepBoMm 0O0BEKTe TpHANATh NEPBHIM BapHaHTOM OCYIIECTBICHHUS SBISIETCSA CIIOCOO MOTydeHHs 3-
3amerneHHoro 1,2,4-tpuasosna, onuceiBaromierocs GopMyioi 1A, wim ero conu, Kak ONMUCaHO B MIEPBOM BapHaH-
T€ OCYIIECTBIECHUS TIEPBOTO 00BEKTa, BKIIOYAIOIINNA PEAKIUI0 aMUIpa3oHa, onmuchiBaromerocs Gopmynoi I1A,
WM ero colH B mpuCyTcTBHMM ocHoBaums ¢ R''C(O)OH, R''C(0)X', R"'C(S)X', R"'C(O)OE', R"C(O)SR' umu
R''C(O)OR", rxe, ecmu ucnomssyror R''C(O)OH, Takxke CONEpX UTCS aKTHBHPYIOLIMH PEeareHT. AMHIPa3oH,
onuchIBaroIuiics Gpopmynoit 1A, wiu ero coip MoIy4yaroT, Kak ONMKUCAHO B TPHUIIATOM BapHAHTE OCYIIECTBIIC-
HUS, BKIFOYAsl peakiuio coenuHenus Gpopmyinsl [IIA cHayama co BTOPBIM OCHOBAaHHEM M 3aTEM C COCAWHCHHEM
dopmyner H,NNHG' B pacTopuTene s peakiuu, e pacTBOPUTEIEM JUIS PEaKIHH SBIISETCS CIUPT. 3Hade-
Hus mepeMeHHBIX B dopmyne 1A, IIA, IIIA, R''C(O)OH, R'C(0)X', R"'C(S)X', R"'C(O)OE', R"'C(O)SR',
R''C(O)OR" 1 H,NNHG' siBsfoTcst TakiMH, Kak ONPEIeNeHo Uik IEPBOTO BAPHAHTA OCYILECTBICHHS TIEPBOTO
00BeKTa.

B mepBoMm 00BEKTE TpUALATH BTOPHIM BAPHAHTOM OCYIIECTBIICHHS SBISETCS CIIOCOO MOXydeHus 3-
3amereHHoro 1,2,4-tpuasosna, onmuceiBaromierocs GopMyioi 1A, wim ero conu, Kak ONMUCaHo B MIEPBOM BapHaH-
T€ OCYIIECTBIECHUS TIEPBOr0 00BEKTa, BKIIOYAIOIINNA PEAKIUI0 aMUIpa3oHa, onmuchiBaromerocs Gopmynoit I1A,
HMIIM €ro CONH B MpHCYTCTBHM ocHoBarms ¢ R''C(O)OH, R''C(0)X', R''C(S)X', R"'C(O)OE', R"'C(O)SR' mm
R''C(O)OR", rxe, ecmn ucnomssyror R''C(O)OH, Takxke CONEpX UTCS aKTHBHPYIOLIMH PEeareHT. AMHIPa3oH,
onuckIBarouiics Gpopmynoit IIA, wu ero coiapb MoIy4yaroT, Kak ONMKACAHO B TPHUIIATOM BapHUAHTE OCYIIECTBIIC-
HUS, BKIFOYAsl peakiuio coenuHenus Gpopmyinsl [IIA cHauama co BTOPHIM OCHOBAaHHEM M 3aTEM C COCAMHCHHEM
hopmyIbI H,NNHG' B pacTBopuTeNe AJIsl peaKlMHu, T1e pacTBopuTeseM Uil peakuuu ssiusercs MeOH. 3nayve-
Hus mepeMeHHBIX B dopmyne 1A, IIA, IIIA, R''C(O)OH, R'C(0)X', R"'C(S)X', R"'C(O)OE', R''C(O)SR',
R''C(O)OR" 1 H,NNHG' sBisfoTcst TaKiMH, Kak ONPEIeNeHo s IEPBOTO BAPHAHTA OCYILECTBICHHS TIEPBOTO
00BeKTA.

B mepBoM o0BekTe TpUALATH TPETHHMM BapHAaHTOM OCYIIECTBICHHS SBIISETCS CIIOCO0 MOIydeHHs 3-

P p p p y y
3aMerieHHoro 1,2,4-Tpua3oia, ommceIBaromerocs ¢popmyioi A, nim ero comm, Kak ONMCaHO B IEPBOM BapHaH-
T€ OCYIIECTBJICHUS MEPBOr0 00BEKTA, BKIIOUAIOMINK PEaKINI0 aMHpa30Ha, OMUChIBatomerocs gopmynoit 1A,
WIIH ero COHM B TpHCyTCTBHM ocHoBanms ¢ R''C(O)OH, R''C(0)X', R''C(S)X', R"'C(0O)OE', R"'C(O)SR' nmu
R'"'C(O)OR", rze, ecnu ucmoms3yior R''C(O)OH, Takxke COmePKHTCSA aKTHBUPYIOIIMH PeareHT. AMHIPA30H,
onuckIBaromuiics Gopmyoii I1A, wiu ero coib MOTYYar0T, KaK OMUCAHO B TPUILATOM, TPUALIATH ICPBOM, TPH-
JIaTh BTOPOM BapHaHTE OCYIICCTBICHUS, BKIIOUAs peakluio coeauHeHus Gopmyinsl [IIA cHavana co BTOphIM
OCHOBaHHEM H 3aTeM ¢ coeaunenneM dpopmynsl H,NNHG' B pactopuTene 11st peakimu, r/ie BTOPHIM OCHOBA-
HueM siisiercs NaOMe. 3Hauenus nepemennbix B hopmyne IA, IIA, IIIA, R''C(O)OH, R''C(0)X', R"'C(S)X!,
R+C(O)OE', R"'C(0)SR', R'"'C(O)OR" 1 H,NNHG' siB/1s10TCS TAKMMH, KaK OMPEIEIEHO [T [ePBOTO BapHaHTa
OCYILIECTBIICHHS IIEPBOTO OOBEKTA.

B mepBoM 00BeKTEe TpHANATH YETBEPTHIM BapHAaHTOM OCYIIECTBICHHS SBISETCS CIIOCOO MOIydeHHS 3-
3amerneHHoro 1,2,4-tpuasosna, onmuceiBaromierocs GopMyioi 1A, wim ero conu, Kak ONMUCaHo B MEPBOM BapHaH-
T€ OCYIIECTBIECHUS TIEPBOT0 00BEKTa, BKIIOYAIOIINNA PEAKIUI0 aMUIpa3oHa, onuchiBaromerocs Gopmynoit 11A,
HMIIM €ro COMH B MpHCyTCTBHM ocHoBarms ¢ R''C(O)OH, R''C(0)X', R''C(S)X', R"'C(0)OE', R"'C(O)SR' mm
R''C(O)OR", rxe, ecmn ucnomssyror R''C(O)OH, Takxke CONEpX HTCS aKTHBHPYIOLIMH PeareHT. AMHIPa3oH,
onuceIBaromuiics Gopmyoii 1A, wiu ero coiab MOTYYal0T, KaK OMUCAHO B TPUILATOM, TPUALIATH ICPBOM, TPH-
JATh BTOPOM MM TPHLATH TPEThEM BapHAaHTE OCYIIECTBICHHUs, coeannenne Gopmyasr H,NNHG' o3nauaer
H,NNHC(O)OC(CH;);, H,NNHC(O)OCH,CCl;, H,NNHC(O)O-6en3un, H,NNHC(O)OCH,(9-¢iryopennin),
NH,NHSO,CHj, NH,NHSO,(n-Toyom), NH,NHSO,(4-autpodenmn), NH,NHSO,(2-aurpodenun),
NH,NHSO,(4-6pomdpenmn), NH,NHC(O)CF;, H,NNHC(O)dpenun mwm H,NNHC(O)CH;. 3HaucHus nepeMeH-
meix B dopmyre 1A, IIA, IIIA, R''C(0)OH, R''C(0)X', R"'C(S)X', R"'C(0O)OE', R'"'C(O)SR' u R''C(O)OR"
SBIISIOTCS] TAKAUMH, KaK OTIPEIeIeHO IS IEPBOTO BapHaHTa OCYIIECTBICHHUS ITEPBOTO 00BEKTA.

B mepBoM 00BEeKTe TpHANATH MATHIM BapHAHTOM OCYIIECTBIICHHS SIBIISIETCS CIIOCOO TONydeHHS 3-

3amernieHHoro 1,2,4-tpua3ona, onuceiBaromerocs Gpopmyroi IF:
F

N\ \N
L
HNi P~CFs
N (IF)

niu ero coyd. Crmoco0 BKITIOYAET PeakIuio aMuapa3oHa, onuckiBaromerocs Gopmynoii [1Fa:
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NS>y H i J<
NN \%(N\H -
NH
(IIFa)

uiu ero conu B mpucytcTBuM ocHoBanus ¢ CF;C(O)OCH,CF;.

B mepBoM 00BeKkTe TPUIATH MICCTHIM BAPUAHTOM OCYINCCTBICHHS SBISACTCS CHOCOO MONyYCHHS 3-
3amernieHHoro 1,2,4-tpuaszona, omuckiBaromierocs Gopmynoi IF, uimu ero coim, kak omMcano B TPUAIATH MSTOM
BapHaHTe OCYIIECTBIICHHUS NIepBoro oobekra. OcHoBanueM siBnsieTcst DABCO.

B mepBom 0o0BekTe TPUALATH CEABMBIM BapHAaHTOM OCYIICCTBICHHUS SBIAETCS CIIOCOO MOMydeHHs 3-
3amerieHHoro 1,2,4-tpuaszona, omuckiBaromierocs Gopmynoi IF, uimu ero comim, kak omMcaHo B TPUAIATH MSATOM
WIN TPUALATH ECTOM BapHaHTE OCYIIECTBICHUS MEepPBOro 00bekTa. Coco0 JOMOTHUTENEHO BKIFOUAET OYUCT-
Ky 3-3amenienHoro 1,2,4-rpuazona ¢popmyns! [F ¢ moMoIipio KpucTau3anuH.

B mepBoM 00BekTe TPUALATH BOCHMBIM BapHAHTOM OCYIICCTBICHUS SBISICTCS CIIOCOO IMONydeHHS 3-
3amenieHHoro 1,2,4-tpua3ona, omuceiBarorierocs Gopmymnoit IF, wnm ero conu, kak OMUCaHO B TPHALATH MIATOM
WIX TPUIUATH IECTOM BapUAHTE OCYIICCTBICHHUS MEPBOro 00bekTa. CIocO0 JOMOTHUTEIEHO BKIFOYACT OYUCT-
Ky 3-3ameriensoro 1,2,4-rpuasona gopmynst IF ¢ moMonipro KpucTaIM3aIiy, Ie KpUCTANIM3AUI0 TIPOBOIST
myTeM Mo0OaBJICHUS H-TENTaHa K PCAKIMOHHOW CMECH TOCJE 3aBEPIICHUS PEAKIIMU MEKAY aMHUIPA30HOM, OIIH-
ceiBarormmumMcs popmymoii ITFa,  CF;C(O)OCH,CFs.

B mepBoM 00BEKTE TpHANATH OCBATHIM BapHaHTOM OCYIIECTBICHHSA SBISETCA CIIOCOO MOiTydeHHs 3-
3amereHHoro 1,2,4-tpuasona, onuceiBaromerocs Gopmynoii IF, nmm ero conu, kak onmucaHo B TPHIIATH MSTOM,
TPHUAIATH IIECTOM, TPHUIIATh CEIBMOM FIIM TPHUIAINATh BOCEMOM BapHaHTE OCYIIECTBICHHS MEPBOTO OOBEKTa,
BKITIOUAIOIUI PEakIuio aMHuIpa3oHa, omuckiBatomierocs: Gopmysoi [1Fa wiu ero comm B MpUCYTCTBHU OCHOBA-
aus ¢ CF;C(0O)OCH,CF;. Amuapason, onuceiBarormmiics Gopmynoii [IFa, uimu ero coib moydaroT CrocoOoM,
BKJTFOYAOLINM peakiuio coenuaenus ¢popmyist [11Fa:

F

CN 4

@N \)\
(ITIFa)

WJIM €TO COJIM, CHayaa co BTOPBIM OCHOBaHUeM U 3aTeM ¢ coenuHenrneM Ho,NNHC(O)OC(CHs); B pacTtBo-
puTere I peaku.

B nepBoM 00BekTe COPOKOBBIM BApHAHTOM OCYIIECTBIICHHS SIBIISETCS CTIOCO0 MOMYYCHUS 3-3aMEIICHHOTO
1,2,4-tpuazona, onuceiBaromierocst popmysoit IF, numum ero conu, Kak OMUCaHO B TPUAIATH IISITOM, TPUIIATH IIIe-
CTOM, TPUAIATH CEABMOM HJIM TPHIIATh BOCBMOM BapHaHTE OCYIISCTBICHHS MEPBOTO 00BEKTa, BKIIOYAIOMINN
peaKkIuio aMuIpa3oHa, omnuckiBaromierocss ¢opmynoi I[Fa, wim ero comm B TPHUCYTCTBHM OCHOBaHHUS C
CF;C(O)OCH,CF;. AmunpasoH, onuceiBaronuiicsi gopmynoit 1IFa, nim ero comp mosydaror criocoOoM, Kak
OIKCAHO B TPUALATH JCBITOM BapUaHTE OCYIICCTBICHHUS, BKIIOUYAs peakiuio coequHeHus Gpopmyinsl [11Fa wmn
€ro CoJIM CHayana co BTopbiM ocHoBanueM u 3ateM ¢ H,NNHC(O)OC(CH;); B pacTBOpuTEse ISl peakiyH, Tae
pacTBOpUTENEM ISl PEAKLUU SBISETCS CIUPT.

B mepBoM 00BEKTE COpPOK IIEPBBIM BapHAaHTOM OCYIICCTBICHHS SIBIIICTCS CIIOCOO IONydeHHS 3-
3amenieHHoro 1,2,4-tpuazona, onuceiBaromerocs Gopmyoii IF, mm ero conm, kak ONMUcaHO B TPUALIATH IISITOM,
TPHUAIATH IIECTOM, TPUIIATh CEIBMOM FJIM TPHUIANATh BOCEMOM BapHaHTE OCYIIECTBICHHS MEPBOTO OOBEKTa,
BKITIOUAIONUI PEAKINI0 aMUpa3oHa, onuchiBatomnierocs Gopmysoi [IFa, wim ero coiau B MPUCYTCTBUU OCHOBA-
aus ¢ CF;C(0O)OCH,CF;. Amuapason, onuceiBarormmiics Gopmynoii [IFa, uimu ero coib moydaroT CrocoOoM,
KaK OIMHCaHO B TPUIIATH JIEBITOM BapHaHTE OCYIIECTBJICHHUS, BKIIIOUYas peakiuio coenrHeHus: ¢popmynsl I11Fa
WM €TO COJIM CHadaja co BTOpbIM ocHoBaHMeM U 3ateM ¢ H,NNHC(O)OC(CHs); B pacTBOpHTENE IS PEaKInH,
T/ie pacTBOpHUTENIEM AJs peakiuu sBisercs MeOH.

B mepBoM 00BEKTE COPOK BTOPHIM BapHAHTOM OCYIIECTBICHHS SBISCTCS CIOCOO TMONydYeHHS 3-
3amenieHHoro 1,2,4-tpuazona, onuceiBaromerocs Gopmyoii IF, wim ero conm, kak OMUCaHO B TPUALIATH IISITOM,
TPHUIIATH IIECTOM, TPUIIATH CEIbMOM MU TPHIIATh BOCEMOM BapHaHTE OCYILIECTBICHHS MEPBOTO OOBCKTA,
BKITIOYAOIIUI PEaKINI0 aMHIpa3oHa, onuckiBaromierocs Gopmynoit [IFa, uimu ero coyiu B MpUCYTCTBUU OCHOBA-
Husg ¢ CF;C(O)OCH,CF;. AMuapason, onuceiBatomuiics ¢popmyioii 11Fa, umu ero cons mosydaror crocoOom,
KaK ONFCaHO B TPHIAIATH JICBSTOM, COPOKOBOM HIJIM COPOK IIEPBOM BapHaHTE OCYIIECTBICHUS, BKIIOYAs peak-
muto coeauHeHuss Qopmynsl [IIFa wmm ero comm cHadaga CcoO  BTOPHIM OCHOBaHMEM H  3aTeM C
H,NNHC(O)OC(CHs;); B pacTBOpHUTEIIE IS peaKIvH, T/Ie BTOPbIM OcHOBaHMeM sBisieTcss NaOMe.

JIro6p1e mogXOnAMMEe OpTraHUYECKUE PACTBOPUTENIN MOYKHO HCIIONIB30BATh ISl peaKIiii, OMMCAHHBIX B Ha-
cTosmeM n300peTeHNH. THIMYHBIE PaCTBOPUTENN BKIIOYAIOT, HO HE OTPAHWYHMBAIOTCS TOJBKO UMM, JUMETHII-
dbopmamun (DMF), muxmnopmeran (DCM), auxiopatan, tetparuapodypan (THF), mumermnaneramun (DMA),
stmnarerat, nzonpommwianetat (IPAC), MeTaHOoI, 3TaHOM, AlICTOHUTPIJI, AI[CTOH H T.II.
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B 0/1HOM BapHaHTe OCYIIECTBIICHHs PEeaKIio Mex 1y amuapasoHoM i R''C(O)OH, R''C(0)X', R"'C(S)X,
R'"'C(0)OE'", R"'C(0)SR' w1 R''C(O)OR" nposoxst B IP AC.

B HEexoTOpHIX BapuaHTaX OCYIIECTBICHHS 3-3aMeIIeHHbIN 1,2,4-Tpra3oJ, onmuchIBarommics Gopmymoi 1A,
IB, IC, ID, IE, IF, IG, IH, 1J, IL, wiu ero coib OYHIIAIOT C MOMOIIBI0 KpUCTATN3alMd. B omHOM BapuwaHTe
OCYILIECTBIICHHS KPHUCTAIUIM3ANUIO MTPOBOIAT MyTEM JOOABICHHUS COPACTBOPHUTENS K PACTBOPY, BKIIOYAIOIIEMY
3-3amemenHsbi 1,2,4-Tpuazon.

[Tpu rcronb30BaHUK B HACTOSIIIIEM W300pETEHUH " COPACTBOPUTEND" 03HAYAET paCTBOPUTENH, B KOTOPOM 3-
3aMelIeHHbIN 1,2,4-Tpra3os HepacTBOPUM MK 00Ja1aeT HU3KOH PaCTBOPUMOCTHIO. THITHIHBIE COPACTBOPUTEIH
BKITIOYAOT, HO HE OTPaHUYMBAIOTCS TOJIBKO UMH, TeNTaH, FeKCaH, IIMKJIOTeKCaH, TOTYOI U T.IL.

CoenuHeHHs, TIpeAIaracMbIe B HACTOSIIEM H300pETCHUN

Bo BTOpOM BapuaHTE OCYIIIECTBICHUS BTOPOTO O0BEKTa COCIMHCHHE OMUChIBacTcs hopmyoit [1B:

(), NH
NES 9
J

%),
RO=% )

WiIn €ro COJib, II€ 3HAYCHUA NECPEMCHHBIX ABJIAIOTCA TaKMMH, KaK OIPCIACIICHO JIA IICPBOr0 BapHhaHTa
OCYHIICCTBJICHUS BTOPOT'O 00BeKTa.

B TPCTHEM BapHUaAHTC OCYHICCTBJICHUSA BTOPOI'O 00BeKTa COCOIUHCHUEC OIMTMCHIBACTCA q)OpMyHOﬁ IIC:
NH

H

(J°) X No
=t N !
Y, L H

f
o4
P

(&)
(IIC)

WiIn €ro COoJib, II€ 3HAYCHUA NMECPEMCHHBIX SABJIAIOTCA TaKMMH, KaK OIPCIACIICHO JIA IICPBOro0 BapHhaHTa
OCYHIICCTBJICHHS BTOPOT'O 00BeKTa.

B YCTBEPTOM BApHUAHTE OCYHICCTBJICHUSA BTOPOT'O o0ObeKTa COCIUHCHUEC OITMChIBACTCs (bOpMyHOﬁ 1ID:
NH
H
JC
( )DX"\N/%ﬁ’N‘G“
Ot
(IID)

WJIH €ro cojib, Tae Y o3HavaeT N uinu C; ¥ 3HaUeHUs APYTUX MMEPEeMEHHBIX SIBIISIIOTCS TAKUMU, KaK OIpee-
JICHO JUISI ICPBOTO BapHaHTa OCYIICCTBICHUS BTOPOTO O0BEKTA.
B msaTom BapraHTe OCYIIECTBICHHUS BTOPOTO 00BEKTa coeTnHeHNe onuckiBaeTcs hopmynoi I1E:

NH H
é(\N/\)L”, !
N/ /N

(5
(IIE)
HJIK €ro COJIM, I'’IC 3HAUCHHNA ICPEMCHHBIX ABJIAKOTCA TAKUMHU, KaK ONPEACICHO AJId IEPBOT0 I/I/I/IJ'H/I YCTBEP-
TOT'O BApHUAHTOB OCYIIECTBJICHUA BTOPOTO 06’I>CKTa.
B mIEeCTOM BapHaHTC OCYHICCTBJICHUSA BTOPOTO 06’I>CKTa COCAUHCHUC OIIUCHIBACTCS q)OpMyHOﬁ IIF

NH H
oy e
NT~zN

F (IIF)

HWin €ro COJib, I’I€ 3HAYCHUS MNCPEMCHHBIX SABJIAIOTCA TAKMMH, KAaK OIPCACIICHO JIA IMCPBOro0 BapHUaHTa
OCYHIICCTBJICHUS BTOPOT'O 00BeKTA.

B cenmpMoM BapHaHTe OCYIIIECTBICHHS BTOPOTO 00BbeKTa coemnHeHre onmuchiBaercs Gopmysoi 11G:
NH
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WJIH ero cojib, Tae X o3HavaeT C win N; U 3HaUeHUs IPYTUX NMEPEeMEHHBIX SIBISIIOTCS TAKUMU, KaK OIpee-
JICHO JUISI IEPBOTO BapHaHTa OCYIICCTBICHUS BTOPOTO O0BEKTA.
B BocbEMOM BapHaHTe OCYIIIECTBICHHUS BTOPOT0 00BEKTa coeTMHEeHNe onrchiBaeTcs popmymoii ITH:

(ITH)

nJIn €ro CoJjp, A€ 3HAYCHUA L[pyrI/IX HepeMeHHLIX SIBIIAKOTCS TaKHMMH, KaK onpeaeneHo JJIsL nepBoro I/I/I/IJ'II/I
CEAbMOI'O BapI/IaHTOB OCYHIGCTBJ'IGHI/IH BTOpOFO 06’BCKTa.

B JACBATOM BapI/IaHTe OCYHICCTBJ'ICHI/U{ BTOpOl"O 06T)GKTa COCAUHCHHUEC OIIUCHIBACTCS (l)OpMyHOﬁ HJ

NH :
NPN/\AH' 6!
NP~ N
&
I

WIH €ro cojb, II€ 3HAUEHUSl MEPEMEHHBIX SBIISIOTCA TaKHUMH, KaK OINpeAeNIeHO Ui MEepBOro BapHaHTa
OCYILECTBIICHHUS BTOPOTO OOBEKTA.

B nmecsitom BapuaHTe OCYIIECTBICHUS BTOPOTO 00BEKTa COSTNHEHHE OTHMChIBaeTCst popmyinoit 11L:

NH

H
Ny

Aoy
N, H
N =N
=y
/KEG_._(JB)H
(IL)

WIH €r0 COJIM, TJIc 3HAYCHUS MEPEMEHHBIX SBISIOTCS TAKUMHE, KaK OMPEICIICHO Ui TEPBOTO BapHaHTa
OCYIIECTBIICHHSI BTOPOTO O0BEKTA.

B opmHHamIaTOM BapHaHTE OCYIIECTBICHUS BTOPOTO O0BEKTa COSAMHCHHE OMUCHIBacTCs Gopmynoit 11A,
IIB, IIC, IID, IIG, IIJ uu ero coub, Te KONMbIO B 03HayaeT (heHWI WK 5- WU 6-4JICHHOE reTepoapribHOe
KOJIBITO, cofiepikariee | nian 2 KOJBIEBbIX aToMa a30Ta; U T 3HAYCHUS APYTUX NEPEMEHHBIX SBISIOTCS TAKIMH,
KaK OTIPeIeJICHO JUIS IEPBOTO, YETBEPTOTO W/MIIH CEIbMOT0 BApUAHTOB OCYIIECTBICHHS BTOPOTO OOBEKTA.

B nBeHaamatoM BapHWaHTE OCYIIECTBICHHS BTOPOTO OOBEKTa COEAMHEHHWE OmuchiBaeTcs (Gopmynoit 1A,
IIB, IIC, IID, IIE, IIF, 1IG, IIH, I1J, IIL, wmu ero coms, rae

J® HezaBucumo o3nauaer ranoren min Cyg aNKHI, HEOOA3aTEILHO 3aMEIICHHBIH ¢ TOMOIIBIO 710 3 Taore-
HOB;

ka1t IS, ecii coepiKnTCs, He3aBHCHMO BBIOPAH U3 BOI0poaa, ramorena, -CN u C_4 alkuia, Heobs3a-
TEJILHO M HE3aBUCHMO 3aMEIEHHOT'O C TIOMOIIBIO JI0 3 TallOreHOB; U

P, €CII COAEPKUTCS, paBHO 1 wiu 2; u

IJIc 3HAYCHUS PYTHX MEPEMEHHBIX SBISIOTCS TAKUMU, KaK OMPEICICHO IS MEePBOr0, YETBEPTOrO, CEIb-
MOTO W/WIT OJMHHAAATOTO BAPUAHTOB OCYIICCTBICHUS BTOPOTO 0OBEKTA.

B TpuHanmmatoM BapHaHTE OCYIIECTBICHHS BTOPOIO OOBEKTa COCTUHEHHE omuchiBaeTcs Gopmymnoi IIA,
IIB, IIC, IID, 1IE, IIF, IIG, IIH, I1J, IIL umu ero coisb, rae G' o3nauaer KapOaMaTHYIO 3aIUTHYIO TPYIITY aMHHO-
TPYIIIBL, aMUIHYIO 3aIIUTHYIO TPYIITY aMUHOTPYTIITEL WTH CYIh(OHMIBHYIO 3aIIUTHYIO TPYIILYy aMHHOTPYIIIIEI; 1
T/ie 3HaYCHUS JPYTUX MEePEMEHHBIX SBIITIOTCS TAKUMH, KaK OINPEeNICHO [UIS MEePBOTO, YeTBEPTOTO, CEABMOTO,
OIMHHAIIATOTO W/WIJIM ABEHAIIATOTO BAPHAHTOB OCYIIECTBIICHISI BTOPOTO OOBEKTA.

B deTbIpHaAIIaTOM BapraHTE OCYIIECTBIECHUS BTOPOTO 00BEKTa COSAMHECHNE ONUChIBaeTCs Gpopmymoii [1A,
1IB, IIC, IID, IIE, IIF, IIG, IIH, I1J, IIL, wiux ero coib, rae G' o3mavaer TpeT-0yTokcukapoonun (Boc), 2,2,2-
TpuxaopaTriokcukapoonun (Troc), Oensunokcukapoonmn (Z), 9-Omyopennnmerokcukapbonmn (Fmoc), me-
TrIcynbhonu, m-ronyoscyiabdonmn (Tos), 4-autpobenzoncyiabpdonnn (NOSyl), 2-HUTpoOEH30CYIBGOHMI, T1-
opombenzoncynbdonmn (Brosyl), TpudTopamneTiii, aneTw Wik OCH30WI; U T/Ie 3HAUYCHUS JPYTUX MEPEMCHHBIX
SIBIISTIOTCSI TAKUMH, KaK OTIPEIEICHO IS MEPBOTO, YETBEPTOTO, CEIbMOT0, OJJUHHAIIIATOTO W/WIH ABCHAIIIATOTO
BapHaHTOB OCYIICCTBICHHS BTOPOTO OOBEKTA.

B maTHaamaToM BapraHTe OCYIIECTBICHUS BTOPOTO O0BEKTa COSAMHEHNE onuchiBaeTcs popmyoit I1Fa:
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WM €TO COJIH.
Ipumepsr

Bce ccputkn, mpuBeaeHHBIE B IPUMEpax, BKIIOYCHBI B HACTOSIIEE N300peTeHne B Ka4ecTBEe CChUIKH. [Ipn
WCTIONIb30BaHUN B HACTOSIIEM H300peTeHWH Bce ab0peBHATYphl, 0003HAYCHHS W YCIOBHS COTIACYIOTCS C HC-
TIOJIL3YIONUMHUCS. B COBPEMEHHOHN HaydHO# nutepatype. Cwm., Hanpumep, Janet S. Dodd, ed., The ACS Style
Guide: A Manual for Authors and Editors, nd Ed., Washington, D.C.: American Chemical Society, 1997, koTo-
past BO Bcel CBOEH IMOTHOTE BKIIFOUEHBI B HACTOSIIEE N300pETeHNE B KAYECTBE CCHUIKH.

ITpumep 1.

Cunres 8-(2-¢pTopoen3mn)umunnaso| 1,2-a]mupa3uH-6-kapOoHUTpUIa (HUTpHIIA)

F "MoHoBpoMua" "Hutpun"
Cizn F F
Br C;HgCIFZn
N N Mon. Macca : 209.95 N X Zn{CN),, dppf
N\/\B, Pd(PPh3),Cl, N~g, | DMF. 90-100°C Q\’N\ACN
CgH3BroN, THF, 30-35°C C13HgBrFN; CoaHoFN
. :276.92 : Rl
Mon. Macca Mon. macca : 306.14 Mon. macca : 252.25
CAS# 63744-22-9 _J

Hckomoe coelMHCHHWE CHHTE3MPOBAIM B 2 CTAIUM IO METOJWKE, OMHCAHHON B MATCHTHOW JINTEPAType
(WO 2015/187470A1) B Buzae xenroro teproro Bemectsa (0,60 r, 39% Boixox 3a 2 cramun). 'H SIMP (500
MTI ', meranon-dy) 6 (m.1.) 9,09 (¢, 1H), 8,14 (c, 1H), 7,91 (c, 1H), 7,35 (1, 1H), 7,28 (M, 1H), 7,10 (M, 2H), 4,60
(c, 2H).

Cunre3 Tpet-0yTnin-2-((8-(2-propbenszmn)umunasolf 1,2-a]Jmupa3zuH-6-wmr)
(mmuHO )MeTHI ) THApa3uH- 1 -kapbokcnnara (BOC-amuapazona)

"Hutpun"! F
F
F N o
O
NaOMe [o] N
N Nep Sy Q\/ g JOJ\ J<
=" N MeOH Q\/ MeOH N ANy
Q\,N\)\ N AN\ OMe AcOH H
& CN NH
NH
CysHoFN, - CisHisFNsO 7 "BOC-aMugpasoH”
Mon. macca :252.25 Mon. Macca :284.29 C1gHz1FNgO;
“Mavpar Mon. macca : 384.42

B 2L munmuaapudecKkuil peakTop 00beMoM 2 11, CHaOKEHHBI MEXaHHYECKON MEIIaIKOW, ToMernain 1 Mob
(252,25 1) Hutpuna, 3atem cyxoit metanon (1,5 m). [epememmBanu pu 120-140 06/MHUH 1 IOy KOPUIHE-
BaTO-)KEJTYIO 3ePHUCTYIO cycrieH3uio. K cycneH3un npu KOMHaTHOH TeMiiepaType nobasimsuma 5 moi.% (100 mu
0,5M pacTBOpa) METOKCHIa HATPHUS B MeTaHOJIe. TeMmepaTtypy KoxKyxa peakTopa ycTaHaBIuBalIu paBHO# 18°C
U cMech nepeMemmBaiy B atMocdepe azora, moka HPLC He yka3pIBana Ha HOJIHOE NPEBpAICHUE B IPOMEXKY-
tounblit Merumumuaar (LC-MS: 100A% MH' 285). 3atem nopuusvMu B Tedenue 15 mun go6asnsmu 1,03 oks.
(136 1) Tper-OyTnnkapbaszara. Temneparypa cHikanack 10 9,2°C n ykeycnyio kucioty (0,1 skB., 5,7 mi) men-
JICHHO N00aBISIIM LINpHLEM 4Yepe3 MeMOpaHy. Temmeparypa peakUMOHHOW cMecH MEUIEHHO HOBBIMIANACh OT
11,2 no 17,2°C, yto naBaino mpo3pavHblii KOQEeHHO-KOPUYHEBBIH pacTBOp. TemmepaTypy KOKyxa peakropa Ho-
BbImany A0 18°C u ckopocCTh mepeMenuBanmsl yBeaunauBaym 10 165 o6/mMuH. Uepe3 1 1 oOpa3oBbIBaigach 0O4eHb
TycTas XelTas CyCTeH3us (TeMIepaTypa peakKilMOHHOW CMeCH CTaHOBHJach paBHOH ~ 21°C). 3aTem IOMOIHU-
TeapHO mpobaBisui cyxod MeOH (550 mu). Yepes ~24 1 LC-MS yka3bIBajia Ha mojHOe TpeBpamienne B BOC-
amuapazon (MH' 385) u LC-MS ne o6HapyxuBana Metuanmuiat. CycreHs o oxiaxaam g0 8-10°C u no6as-
nsma 0,06 skB. (60 Mo1) 1M BogrOTO pactBopa NaOH, 3aTem HachimeHHbIH BogHbIi pactBop NaCl (150 mur) u
TUCTIILTHpOoBaHHYI0 Boxy (200 mur). TlomydeHHyI0 cMech TIEpeMENTUBAIHM B TEUCHHE HECKOIBKHUX YacoB, 3aTeM
10% BOmHBIM pacTBOpOM KapOoHaTa HaTpus ycraHaBiauBaiu pH, paBHBIN 8-9. 3aTeM NOIyYeHHYIO CMECh pas-
6aBisi Bomoit (250 mut) u GpuibTpOBaNM Yepe3 CTEKISIHHBIN (QMIIBTP CpefHeil HOpUcTocTH 00beMOM 2 I, Tpo-
MBIBIA TUCTHILTHpOBaHHOM Bojoi (3x300 Mu1) W Cymmwim ¢ OoTcachiBaHWEM Ha (QuibTpe B TedeHue ~45 MHUH.
Biraxxusiii ocaiok Ha QUIBTpE MPOMBIBAIM H-renTaHoM (4x200 MiT) B CyIIniIN ¢ OTcachlBaHUEM Ha (QUILTPE B
TedyeHue | 4, 3aTeM CyIIUIM A0 MOCTOSHHON Macchl B BakyyMHOH neun npu 40°C. IIpoaykt noiaydanu B Buje
CBETIIO-XKEITOT0, MOpoInrkoodpasHoro Bemectsa 358,86 r (93%). Tt (JICK) 181°C. HPLC (RP) [240 um]: 99,8
A%. MS: MH" 385 (100%).

'H-SIMP (Dg-IIMCO): & m.1. 1,47 (c, 9H), 4,56 (c, 2H), 6,34 (c, 2H), 7,12 (, J=7,48 I'n, 1H), 7,15-7,21
(M, 1H), 7,25-7,33 (m, 1H), 7,42 (1, J=7,63 I'ny, 1H), 7,82 (c, 1H), 8,29 (c, 1H), 9,00-9,09 (m, 1H), 9,13 (ym c,
1H).

BC-AIMP (Dg-AMCO): & m.z. 28,15, 31,91, 78,44, 115,04, 116,28, 116,50,124,14, 124,37, 128,56, 131,58,
131,79, 135,40, 139,09, 142,53, 149,66, 152,87, 160,39.
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Cunres 8-(2-¢pTopoensnn)-6-(3-(tpudropmernn)-1H-1,2,4-rprazon-5-nn)
nmuaasol 1,2-ajnupasuna (coequnenue IF)

F F
TFAOTI
Nep S L9 DABCO HpvcTannusauma Ne AN
Q\/N\)\IrN.NJ\OJ( IPAC  IPAG-nHept Q\,N\)\/N
N i

NH N_{”
C1gH21FNgO3 CF3
Morn. Macca :384.42 0
"BOC-amma pasoH”

CigH10F4Ng
Mon. macca :362.2¢

B rpymeBunnyio kon0y oobemMoM 500 M cO CTEp)KHEM ISl MAarHUTHON Memaiku romermani 50 mmornei
(19,22 r) BOC-amupapazona u 2,2 sxB. DABCO (12,34 r). 3atem no6asisiin m3onpormnaneTar (300 mi) u cMech
TepeMeIInBaIi B aTMocdepe a30Ta B T€UCHNE 2 MUH IIPH KOMHATHOM TEMIIepaType U MoIydann OeIyio KUIKYIO
cycriensuio. K cycnensuu no0apmnsmm TpudTopITHIITpUdTOpaneTar (2,5 9kB., 25 T), U CYCIEH3UIO ITepeMeIIrBa-
JIY TIpY KOMHATHOW TemrepaTtype B atMocdepe azora, moka HPLC u LC-MS He yka3pIBaiu Ha TOJTHOE TpEBpa-
IIEHHE B MCXOJHOE BemiecTBO. [10ay4eHHy0 CYCICH3HIO MOCTIEIOBATEIEHO MIPOMBIBAIA HACBHIIICHHBIM BOTHBIM
pacTBopoM OukapOOHaTa HATPHs, HACHIIICHHBIM BOIHBIM PACTBOPOM XJIOPWAA HATPUS M TUCTHILUTUPOBAHHOM
Boso#. Oprannveckyro a3y (GUILTPOBAIN Yepe3 TOHKUW CIIOW CHITUKATeyb/IIEIUT U KOHIICHTPUPOBAIH 10 He-
6onpmoro oosema (~50-70 Mi1) B poTOpHOM HcHapuTene (TemmepaTrypa BoAsHoi 6anu: 45-50°C). Temtyro cyc-
MICH3UIO Cpa3y paszbarisuii H-rentaHoM (150 MuT), mepeMenBamy B TeYeHUE 2 94 U OJHOBPEMEHHO MEIJICHHO
oxuaxcaanu 1o 20°, 1 3aTeM MepeMElIMBAIN B TCUCHHE elle 2 U ¢ OXJaKICHUEM J0 5°, u punprpoBanu. Braxk-
HBII 0CaJI0K Ha (PWIIBTPE MPOMBIBAIIM H-renTaHoM (2x50 MiI) M CyIIMIN B BAKyYMHOW MeYH IO HOCTOSIHHON Mac-
cel. PopMy A moidydanu B BHUJIE CHEXHO-Oesoro mopomrkoo0OpasHoro BemectBa 16,7 T (92%). Tmn. (JICK)
196°C. HPLC (RP) [240 um]: 99,8 A%. MS: MH" 363 (100%).

'H-SIMP (Dg-IMCO): & m.z1. 4,60 (c, 2H) 7,05-7,11 (m, 1H) 7,14-7,20 (m, 1H) 7,22-7,29 (M, 1H) 7,43 (ym
T, J=7,663 I'u, 1H) 7,84-7,87 (M, 1H) 8,23-8,27 (M, 1H) 9,44 (n, J=1,83 I't, 1H) 15,43 (ym ¢, 1H).

BC-AMP (Dg-AMCO): & m.1. 160,90, 158,95, 154,13, 152,73, 152,43, 151,76, 138,89, 135,50, 130,91,
130,87, 128,34, 128,27, 126,39, 124,11, 124,02, 122,47, 120,33, 119,12, 118,18, 116,68, 116,04, 115,01, 114,84,
31,64, 31,61.

PE_SIMP (Dg-IMCO): & m.11. -116,96, -63,93.

Bces nmutepartypa, IMTHpOBaHHAS B HACTOSAIIEM HM300pPETEHHH, BO BCEH CBOEH ITOJHOTE SBHO BKIIIOYCHA B
HacTosIIee H300pETeHNE B KAUECTBE CCHUIKH.

DOOPMYVYIJIA N30BPETEHMA

1. Cnoco6 nomyuenus 3-3ameriennoro 1,2,4-tpuazona Gpopmynsr ID:

HN-N
@y < DR
NN
e ~N

N
(&)=
(ID)
WIN €TO COJIb, U

IJie CIoco0 BKITIOYAET PeakIuio aMmuapasona ¢popmyist [1D:

NH
() NS
PN N 6!
g H
N =ZN

O]
(IID)
nJn €ro COJIy,

¢ R"'C(0)OH, R"'C(0)X', R"'C(S)X', R"'C(O)OE', R"'C(O)SR' nmu R''C(O)OR" B mprcyTCTBUM OCHOBA-
HMs, Tie, eciH Hcnonb3yioT R''C(O)OH, Takike CONEpKUTCS aKTHBUPYIONIHIT Peare T,

rae: Y npenctasisiet cobort C mmu N;

konblo B mpencraBnser cobort pernn, C;; NUKIOANKIIFHOE KOJBIO WU 5- WIH 6-4JICHHOE reTepoa-
PWIBHOE KOJIBIIO, cojiepkamiee | niu 2 KOJbIIEBBIX aToMa a30Ta;

e, eClii KoNblo B mpencraBmseT co0o (heHmT win 5- win 6-4IeHHOe reTepoapruiIbHOE KOJBIIO; N SBIIS-
€TCS TICJIBIM YHCIIOM, BEIOpaHHBIM 13 0-3; M KaXKIbIi T2 HesaBucumo BBIOpaH u3 ranorena, -CN, C,_¢ anmudaruye-
CKOH TPYIIITBI, -OR®u Csy IUKIT0ATH(HAaTHIECKOTO KOJIbIIa; 1

rze, ecnu kKoibro B mpencrasmser cobort C;; MUKIIOATKWIBHOE KOJIBIO; N SBIACTCS LIEIBIM YHCIIOM, BEI-
OpaHHbIM 13 0-3, U KaXIbIi T® nesaBucumo BBIOpaH u3 ranorena, -CN, C|_¢ anmudaruaeckoi rpymis 1 -OR® 1;

rie kaxasiit J°, kotopslit o3Hauaer C.q anmudartiuecKyio Tpymiy, u Kaxasiit J°, kotopsrii o3nauaer Cs.g
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LMKT0ATH(pATHIECKOE KOO, HEOOA3aTEIBHO H HE3aBHCHMO 3aMEIIEHb! C TOMOIIBIO 110 3 Tpym RY;

kaxeiii R® nesaBucuMo o3nauaer Cq amudatuaeckyio rpymmy i Cs.g MUKIOATHPATHIECKOE KOIBIO;
ykaszauuerit R® HeoOs3aTeIbHO 1 HE3aBUCHMO 3aMEIIIeH C TOMOIIBIO 0 3 TPYIIT R*,

kaxerit R®' HesaBucuMo BeIOpan 3 Bomopona, C ¢ anudarmaeckoii rpymmbl u Cs_g IMKI0ATA(GATHICCKO-
TO KOJIbIIA; T/Ie Kaknas u3 ykazaHHbIX Cis anudaTHdecKux TPy U Kaxaoe u3 ykazaHHbIX Cs_g UKI0amudaTH-
YECKHX KOJIEI] HeO03aTebHO M HE3aBHCHMO 3aMEIIEHBI ¢ TTOMOIIBI0 10 3 rpymm R’

KaK I R3, R* u R* B kaxmom ciIyvae He3aBUCUMO BbIOpaH u3 ranorena, -CN, C,_4 ankwuna, C;_4 Tamore-
Hankwia, -O(C_4 ankmn) u -O(C_4 TaTOTEHAIKIII);

P SBIISIETCSI LEJIBIM YHCIIOM, BRIOpAHHBIM U3 1, 2 wm 3;

kax el J© He3aBHCHMO BEIGpaH U3 BOJOpO/a, ragorena, C;, amubarndaeckoil rpymmsl, C_4 aTKOKCHIPYII-
mbl 1 -CN; rie kaxaas ykaszanHas Cy4 amudarudeckas rpymma u Ci4 AIKOKCUTPYIA HEOOSI3aTENBHO U HE3aBH-
CHUMO 3aMelleHbl ¢ momoulsio A0 3 C;4 ankokcurpymi, C,_4 rajoreHankokcurpyni, -OH uiu ranoreHos;

R" osnauaer H, -NRaZRbZ, -C(O)NRaszz, -C(O)Rlsa, -CN, C,. ankeHWs, HEOOSM3aTEIBHO U HE3aBHCHUMO
3aMelleHHBIN ¢ nomouisio 0-2 rpynn sz, C,.¢ aJTKUHUI, HEOOS3aTEIbHO M HE3aBUCUMO 3aMEIICHHBIN ¢ TTOMO-
mpio 0-2 rpymm sz; C\.¢ ankwi, HeoOsA3aTeTbHO U HE3aBUCHMO 3aMENIeHHBIN ¢ moMotmbpio 0-3 rpymnmn RIS, Cis
ANKOKCHTPYIIITy, HEOOA3aTEIBHO M HE3aBHCHMO 3aMEIEHHYIO ¢ ToMoIbio 0-5 rpymm R'°, denn, HeobssaTes-
HO U HE3aBHCHMO 3aMEIICHHBIH ¢ momombio 0-3 rpymm R'°, 5-6-uieHHEI reTepoapri, HeoOA3aTEIBHO H HE3a-
BHCHMO 3aMEeIIeHHBIN ¢ ToMotisio 0-3 rpymm RIS, C;_g IMKJIOATIKIII, HEOOSI3aTENHHO M HE3aBUCHUMO 3aMEIEHHBIN
¢ momombio 0-3 rpymm R'® wme 3-8-wiIeHHBIH TeTEPOLMKIINII, HEOOM3aTEIBHO W HE3aBUCHMO 3aMEIICHHEIH C 0~
Morpro 0-3 rpymm R'®; rie ka il U3 yKa3aHHBIX 5-6-9ICHHBIX TETEPOAPHIIOB M KAXIbli M3 YKA3aHHBIX 3-8-
YJICHHBIX TETECPOIMKIINIOB COACPIKUT IO 3 KOJIBIIEBBIX I'eTEPOaTOMOB, HE3aBUCUMO BHIOpaHHBIX U3 N, O u S;

R" o3mauaer ranoren, -OR™, -SR", -NR“R", -C(O)R™, -C(O)NR™R", -NR"C(0)OR", -OC(O)NR“R",
C,.4 anmkeHokcurpymry, C;g IUKIOATKII, HEOOSI3aTeIFHO U HE3aBUCUMO 3aMEIICHHBIN ¢ momonibio 0-3 rpymm
R', (ennn, Heo6A3aTENBHO U HE3ABMCHMO 3aMEIICHHBIH ¢ moMompo 0-3 rpymm R'®, 5- wim 6-unennsiit rete-
poapi, Heo6A3aTENBPHO U HE3aBHCHMO 3aMEIIEHHBIH ¢ moMombio 0-3 rpymn R'™ wmui 3-10-uneHHsIi reTepomuk-
JIT, HEOOs3aTeIBHO 1 HE3aBHCHMO 3aMEIEeHHBIH ¢ momompio 0-3 rpymm R'®; rie kaxoe 3 ykasaHHBIX 5- M
6-4IICHHBIX T€TEPOAPMIIBHBIX KOJEI W KaXKABIH M3 yKa3aHHBIX 3-10-4JICHHBIX TeTEpOIMKIMIOB COACPIKUT 10 3
KOJIBIIEBBIX TETEPOATOMOB, HE3aBUCUMO BBHIOpaHHBIX M3 N, O 11 S;

R o3Hauaer C;.g IIUKJIOATKMI, HE00S3aTeTLHO W HE3aBUCHUMO 3aMEIEeHHBIH ¢ TToMOoIbio 0-3 Tpymin ng,
eHmI, HeOB3aTEIFHO M HE3aBUCHMO 3aMEIICHHEIH ¢ oMompio 0-3 rpymm R'®, 5- wiu 6-anenHsIil reTepoapu,
HEOOS3aTEIIBHO U HE3aBUCHMO 3aMEIICHHEIH ¢ moMompio 0-3 rpyrm R'S, wiu 3-10-uieHHbIT reTepoLuKImI, He-
0053aTeNIFHO M HE3aBUCHMO 3aMEUICHHBIA ¢ moMomisio 0-3 rpymm R'; rae xaxmoe u3 YKa3aHHBIX 5- Win 6-
YIICHHBIX T'eTEPOAPWIBHBIX KOJICIl W KaXIbli W3 yKa3aHHBIX 3-10-wICHHBIX T'CTEPOIUKIMIOB COJCPKAT IO 3
KOJIBIICBBIX TETEPOATOMOB, He3aBUCUMO BEIOpaHHBIX u3 N, O u S;

kaxeiii R'® nesaBucuMo BEIGpanH U3 ranorena, ruapokcuna, Cyq ankuma, Cyq ankoKcHrpymsl, C,_q razo-
TCHAJIKWIA U (DeHUIIA;

R™ o3nauaer BOJIOPO/I, —C(O)sz, C,.¢ ankw unu Cy_g TalOreHaTKUT;

R" o3nauaer Boaopo, C;.¢ amkun win Ci_g TaJOTSHAIKILT;

X' 03HaYaeT raJIOreHMI,

OE' 0603Ha4aeT OTHIETUIAIONIYIOCS TPYIITY aKTUBHPOBAHHOTO CIIOXKHOTO d(HUPa;

SR' 0603HaYaeT OTIIETUISIONIYIOCS TPYIITY CIOXHOTO THO3(Hpa;

R" osnagaer C(O)R'!, C(O)R'"?, N=CR'""R'"®, P(O)(OH),, miu PH(O)OH;

R'"® osnauaer C,_gamku;

R'"™ u R'" Bce HesaBucuMO 03Hauat0T C (A IKII HITH (e nm R'"™ 1 R''® BMecTe ¢ aTomom yriepoza, K
KOTOPOMY OHH MPHCOEIUHEHbI, 00pa3yioT Cy IHKI0ankun; 1 G' 03HauaeT 3aIUTHYIO IPYIITy aMHAPA30Ha.

2. Cnoco6 no 1.1, rae 3-3amerueHHsIi 1,2 4—Tp1/1ason omnucsiBaercs popmynoii IE

s

/

")q
(IE)

UM €T0 COJlb, U
amupa3oH onucsiBaercs popmysoit IIE

NH H
/Y\N/\/U\N' !
< H

~N

.

JB
(IIE)

WJIH €TO COJIb.
3. Cnoco6 1o 1.2, rae 3-3amemeHusiid 1,2,4-tpua3on popmyisl IE wim ero conb onuceiBaeTcs GopMytoi
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IF:

oy ﬂ* o

F (IF)
WIIH €T0 COJIb,
amuapasoH Gopmyisl [IE onuceiBaerest popmysoit IIF

(ITF)

WJIN €T0 COJIb.

4. Crioco0 1o n.1 wium 2, rae R o3nauaer C|.¢ aNKniI, HeoOA3aTEILHO M HE3aBUCHMO 3aMEIEHHBIH C I10-
Mo1sio 0-3 ratoreHos.

5. Cnoco6 1o mobomy u3 mm.1-4, rie G' o3Hauaer kapGaMaTHyIO 3alUTHYIO TPYIITY aMHHOIDPYIIIB,
AMUJTHYIO 3alIUTHYO TPYIITY aMAHOTPYIIITBI WTH CYIb(QOHWIEHYIO 3aIIUTHYIO TPYIITY aMUHOTPYIIIIEL.

6. Croco6 mo 1.5, rae G' o3mauaer Tper-GyrokcukapGormn (Boc), 2,2,2-TpHXIOPITHIOKCHKAPGOHMIT
(Troc), Oemsunokcukapbonmn (Cbz), 9-dpnyopenmnmerokcukapbonun (Fmoc), werwiacynbpoHMn, -
TOJTYOJICYTH(HOHMIT (Tos), 4-HATPOOEH30JICYITb(DOHNIT (NOSyl), 2-HATPOOEH30JICYTb(QOHNUIT, -
opomoen3oncynbhonmt (Brosyl), TpudTopaneTi, aneTuia wiv 6eH30UII.

7. Crioco6 1o moGomy u3 mim.1-6, Tae croco6 BKIOUYaeT peakmmio amugpasona ¢ R''C(O)OE!, rae -OF'
osnavaet -O-(C,.¢amkun), -O-(C,.¢ ranorenankun), -O-(penwmn), -O-(rerepoapmn), -O-(rereponnkimn), rae de-
HUJI, TETEPOAPHII M TeTEPOLMKINI HeoOs3aTelIbHO 3aMeIlIeHbl C MOMOIIBI0 OT 1 10 6 TpyII, HE3aBUCUMO BbI-
OpaHHBIMH W3 TAJOT€HA, ITMAHOTPYIIIBI, HUTPOTPYIIIEI, okcorpymibl, SOsH u SO;C,_sankuna.

8. Crioco6 mo moGomy 13 miL. 1-6, Tie crocob BKmouaeT peakimio aMuapasona ¢ R''C(O)OR", rae R" 03-
nauaer N=CR'"°R'"®, P(0)(OH), miu PH(O)OH.

9. Cnoco6 mo mo6omy u3 1. 1-6, rie crnoco BKIOUaeT peakuuio amuapasona ¢ R''C(O)OH B npucyret-
BUU aKTHBHPYIOIIECTO PearcHTa.

10. Cnoco6 mo 1.9, rie akTHBHUPYIOUIMM pEareHTOM SBIISETCS KapOOIMUMHI, YpOHHWH, (pocdonmit, 2-
ANKWI- | -amKuIKapOoOHMI- 1,2 - TMTHAPOXUHOJMH, 2-alTKOKCH- | -aTKOKCHKapOOHMII-1,2- TUTHAPOXUHONIHMH, 3THII-
UAHOTUAPOKCHUMUHOANCTAT (OKCUMaA®) MM aKIIXIOPPOpPMHAT.

11. Crioco6 1o mobomy u3 mi.1-6, Tie crmoco BKmouaeT peakuuio amuapasona ¢ R''C(O)SR', rae -SR'
o3Havaet -S-(apmi), -S-(C,_,0amkun) uiam -S-(reTepoapuin).

12. Cnoco6 o mobomy u3 mir. 1-11, rae ocHOBaHWE BHIOPAHO W3 TPYIIIEI, COCTOSIICH U3 TPHUAIKHIAMUHA,
tdbocdazena, 1,8-muazaduimkno(5.4.0)yanen-7-eaa (DBU), 1,5-muazadbunmkno[4.3.0]Jaon-5-ena (DBN), ryanun-
nmuHa, 1,1,3,3-TeTpamMeTHNTYaHUARHA, HE00sA3aTeIhbHO 3aMEeNIeHHOTO MUpuanHa uiu 1,4-auazabunmkino[2.2.2]-
okrtana (DABCO).

13. Crioco6 1o sro6omy u3 . 1-12, re croco6 oMoIHNTENBHO BKIIIOYAET IIPH HEOOXOANMOCTH yIaJIeHUE
3alIMTHOM rPyNIIBl aMHUIPa30Ha TOCIIe PeaKMy aMHpa3oHa ¢ KapOOHOBOH KHCIIOTOM, rajoreHaHrHIPUIOM KH-
CJIOTHI, THOAIIWITAJIOTCHUIOM, aKTUBUPOBAHHBIM CIIOKHBIM 3(QHPOM, CIOXKHBIM THOI(PHUPOM WM AHTHIPHUIOM
KHCJIOTHI ITyTEM B3aUMOJICHCTBUSA MPOAYKTA PEAKIIUU C PEareHTOM JUTS YAAJICHHS 3allUTHOMN TPYIIIBI aMUIPa30-
Ha.

14. Crioco6 o 1.1, rie 1,2,4-tpuason onuceiBaetcs popmynoit [F

WA €T0 COJIb, U

IJIe CIoco0 BKITIOYAET PeakIuio amuapaszoHa Gopmysr [1Fa:
F

N XN H o]
Q/N\/I\IVN\N)J\
H
NH (IlFa)
niu ero coym ¢ CF;C(O)OCH,CF; B prucyTCTBUH OCHOBAHHS.
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15. Croco6 mo 1.14, rae ocHoBanueM siBisietcst DABCO.
16. Crioco6 no .14 nmm 15, rae amuapason ¢opmyns! 1IFa wnm ero comnb mosxydaror criocoboM, BKIIO-

YaIONIUM CTaJUI0 peakiuu coeauaenus hopmynsl [11Fa:
F

N N

P

CN (IIFa)

WK €T0 COJIH,

cHavaina co BTopbiM ocHoBaHueM u 3ateM ¢ H,NNHC(O)OC(CHj;); B pacTBOpHUTENE TS pEaKIIUH.
17. Crioco6 1o 1.16, rae pacCTBOPUTENEM IS PEAKITUH SBJIETCS CITUPT.

18. Crioco6 mo 1.17, rae pacTBopuTeneM s peakiuu spistercs MeOH.

19. Crioco6 o mo6omy u3 . 16-18, rae BropeiM ocHOBaHueM siBisieTcst NaOMe.

20. Coenuuenne Gopmysst [1D:

NH
. v. H
SN N~ 6!
( — N H
N =

(B

WJIH €TO COJIb,

rae: Y npencrasisietr coboit C wim N;

koJbIl0 B mpencraBnsier coboi denmn, Cs.; MUKIOATKAIBLHOE KOJNBIO WIH 5- WM 6-4JeHHOE TeTepoa-
PHIBHOE KOJIBIIO, cojiepkamiee | mim 2 KOJbIEBBIX aToMa a30Ta;

TJie, eclu KoJbIlo B mpeacraBiser coboi GpeHnn umm 5- wim 6-4iieHHOe TeTepoapmiibHOE KOJIBIIO; N SBJIS-
€TCSI LIEJIBIM YUCIIOM, BBIOpaHHBIM U3 0-3; U KaXKIbId JB HesaBucuMO BbIOpaH u3 rajoreHa, -CN, C,_¢ anudarude-
CKOH TpYIIIIBL, -OR® u C;.g mUKI0aTH(PaTHIECKOTO KONBLA; U

rzie, eciu Koibllo B mpencraBmsaeT coboii C;.; MUKIOATKMIBHOE KOJBIO; N SBISACTCS LEIBIM YHCIOM, BEI-
OpaHHBIM 13 0-3 1 KaIbIi J® HesaBucuMO BEIOpaH u3 ranoreHa, -CN, C_¢ anmudpaTuyecKoi TpYyIIbl 1 -ORBI;

rie kaxsiit J°, kotopslit o3Hauaer C.q anmudatiuecKyio Tpymiy, u Kaxasiit J°, kotopsrii o3nauaer Cs.g
LEKIT0ATH(pATHYIECKOE KOBIO, HEOOA3aTEIBHO I HE3aBHCHMO 3aMEIICHBI ¢ IOMOIIBIO 110 3 Tpymi R’

kaxapiii R® nesaBucnumo o3mauaer C, anmudarmdeckyro rpymmy mwim Cs.g HHKIOATHPATHIECKOE KOMBIIO;
ykaszanueiit R® HeoOs3aTeIbHO 1 HE3aBUCHMO 3aMEIIIEH C TOMOIIBIO 0 3 TPYIIT R*,

kaxerii R®' HesaBrcuMo BeIOpan 3 Bomopona, C ¢ anudatimaeckoi rpymmbl u Cs_g IMKI0ATA(GATHICCKO-
TO KOJIbIIA; T/Ie Kaknas u3 ykazaHHbIX Ciq anudaTHdecKux TPy U Kaxaoe u3 ykazaHHbIx Cs_g UKIoamudaTH-
YEeCKUX KOJIEI] HeoOs3aTeNbHO M HE3aBUCHMO 3aMEIIICHBI ¢ IIOMOIIBIO 10 3 rpym R°Y;

Ka Kbl R3, R*uR®s Ka)XJIOM Clyyac He3aBHCHMO BbIOpaH u3 ramorena, -CN, C;_, ankmia, C_4 ranmore-
Hankuia, -O(C;_4 anxun) u -O(Cy_4 raoreHaIKmI);

P SBIJISICTCSI LEJIBIM YHCIIOM, BBIOpAHHBIM U3 1, 2 i 3;

kax el J© He3aBHCHMO BEIOpaH U3 BOJOpo/a, ragorena, C;, amubarndaeckoii rpymmsl, C_4 aTKOKCHIPYII-
mel 1 -CN; rrie kaxaas ykaszanHas Cy4 amudarudeckas rpymma u Ci4 AIKOKCUTPYIIA HEOOSI3aTENBHO U HE3aBH-
cuMo 3ameltieHa ¢ momoipto 10 3 C1-4 ankokcurpynm, C,_4 ranoreHankokcurpyn, -OH wiu rajgoreHoB; u

G' mpexcrasmsier coGoii Tper-6yTokcukapboumn (Boc), 2,2.2-rpuxiopatuiokcukap6onmn (Troc), GeHsn-
nokcukapoonmn (Cbz), 9-pryopennnmerokcnkapoorna (Fmoc), Metuicynbponn, n-Toinyoncyiabdonun (Tos),
4-aurpobenzoncynbponnn (NOSyl), 2-autpobenzoncynbdonmn, m-opomoenzoncynshormn (Brosyl), amerwt
WM OEH30MIL.

21. Coegunenue no .20, Tae coeAnHEeHNE ommuchiBaeTcs popmyoit IIE

—

NH H
J NN
¢ H

NZ 2N

(®)n
(IE)

WA €T0 COJIb.

22. Coeaunenue 1o .20, Tae coeMHEeHNE ouchIBaeTcs popmyioit IIF
NH

§
Ay
F
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(ITF)
WU €r0 COJIb.
23. Coenunnenue mo m.20 wiu 21, roe:
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JB HesaBucumo o3uauaer ranoren win Cyq aNKHI, HEOOM3aTETBHO 3aMEIICHHBIN ¢ TOMOIIBIO 10 3 Tanore-
HOB;

KaK I JC, €CJIH COJIEPIKUTCS, HE3aBUCUMO BBIOpaH W3 Bomopoja, ranoreHa, -CN u C,4 ankuia, HeoOs13a-
TENIBHO M HE3aBUCHMO 3aMEICHHOT'O C TIOMOIIBIO /10 3 TalOreHOB;

P, €CITH COACPKUTCS, paBHO 1 wmiu 2.

24. Coegunenue 1o .20, Tae coeAnHeHNe omuckiBaeTcs Gopmymoit [1Fa:

HIIA €TI0 COJIb.

@ EBpasuiickasi naTeHTHas opraHusauus, EAMB
Poccusi, 109012, MockBa, Manblii Yepkacckuit nep., 2
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