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RTR™R'™ U VvV, W, X, Y and b have values
given in the invention claim. Compounds are

useful as antagonists of  glycoprotein
fibrinogen receptors lIb/llla  of platelets.
Invention relates to also pharmaceutical

compositions containing these compounds,
method of inhibition of platelet aggregation
based on these compounds as thrombolytic
agents. EFFECT: improved method of
inhibition. 24 cl, 16 tbl, 2423 ex
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Obnactb nsobpetenns

MaobpeTeHne KacaeTtcs HOBbIX
W30KCA30MIMHOB U U30KCA30fIOB,  KOTOPble
NPWUroaHbl B KayecTee aHTaroHUCToB

FMXKONPOTENHOBOrO PeLenTopHOro KoMmnekca
I1b/Illa dubpuHoreHa y TpombouunTos,
dapmMaLeBTUYECKUX KOMNO3ULWIA, coaep)aLlux
Takve coeguHEHUs, npoLuecca NonyyYeHns Takmx
COEAMHEHUA W METOAOB MNPUMEHEHUS 3TUX
COeAVHEHWUI, NO OTAENBHOCTU UMK B COYeTaHUu
C APYrMMU NekapcTBEHHbIMU NpenapaTamu, Ans
nofaeneHus arperauum TpomMOOLMTOB, Kak
TPpOMBONUTUKK, WKWK ONA  NeveHus
TPOMBOSMOONNYECKNX OCMOXKHEHWIA.

Mpeanockbinku n3obpeTeHns

emocTas - 37O HOopManbHbIA
DU3NOMNOTUYECKUIA  MpoLecc, npu  KOTOPOM
NPOUCXOAWUT OCTaHOBKA KPOBOTEYEHUS K3
NOBPEXAEHHONO  KPOBEHOCHOTO cocyda. 3To
AVHAMUYHBIA W CNOXHBIA npouecc. B TeueHue
CeKyHAL C MOMeHTa noBpexaeHus cocyaa
nokoswuecs TpPOMBOUUTBl CTaHOBATCH
aKTUBHBIMW U CBS3bIBAKOTCH C MNOBEPXHOCTLIO
NoBpeXAEHHOro cocyaa nyteM deHoMeHa,
Ha3blBaeMoro npununaHuem (apresunen)
TPOMBOUNTOB. AKTUBMPOBAHHbLIE TPOMOOUUTLI
TakKe CBA3bIBAOTCA APYr C [IPYrom B npouecce,
Ha3biBaeMOM  arperauuert  TpombouuToB, C
obpasoBaHmeMm TpombouuTapHoOn npooKn.
TpombouuTtapHad npobka MoxeT 6bICTpo
OCTaHOBUTb KPOBOTEYEHWEe, HO OHa AOoMKHa BbiTb
ycuneHa  ubpuHOM  gna Toro,  YTOObI
obecneynBaTb OCTAHOBKY KPOBOTEYEHWUs [0
NONHOro 3aXxuBneHua cocyaa.

Tpomb603 MOXeT paccMaTpuBaTbCs  Kak
naTonorMyeckoe COCTOAHWE, TMpU  KOTOPOM
HapyLleHWe MexaHW3MOB remMocTasa NpuBoauT K
obpasoBaHul0  TPOMBOB  BHYTpPWU  cocyza.
AKTMBaLMA TpomObouuToB, nocreaywowas ux
arperauyva  © BblaeneHne TpombouuTapHbIX
dakTopoB CBSi3aHbl c pa3nuyHbIMK
NaTopU3noNoOrn4eCKUMmM COCTOAHUAMU, B TOM
yncne cepaeuHoO-COCYAUCTBIMU U CBA3AHHBIMU C
cocyaamu mMoara Tpom603MBonNuyeckumm
OCMOXHEHUSAMKW, Hanpumep TPOMOO3NUYECKUM
OCMOXHEHWEM, CBSi3aHHbIM C HEYyCTOWYMBOM
CTeHoKapAuew, WHaPKTOM Muokapaa,
NPOXoAaLLMM CepaeydHbIM MPUCTYNOM, YAApoM,
arepocKIepo3omM 7 anabeTom. Bknapg
TPOMOOLUMUTOB B 3TU NaTonornyeckue npoLlecchl
npouctekaeT 13 ux cnocobHocT o6pa3oBbIBaThH
arperatbl, unu TpombouuTapHble TPOMObI,
OCOBEeHHO Ha CTeHKe apTepuu B pesynbTare
NOBPEXAEHMUSA.

TpomboLUTEl  aKTUBUPYIOTCH  PSAOOM
aroHWCTOB, BbI3bIBAKOLWKUX WU3MEHEHWE OpMbl
TpombouuTa, Ccekpeuun  rpaHynMpoBaHHOro
COAepXUMOro W arperaumu.  Arperayusi
TPOMOOLMUTOB CMYXWUT O4aroMm nocnegyoLero
obpa3oBaHUs CrycTka 3a CuyeT KOHLUeHTpauuu
aKTUBMPOBAHHbLIX PaKTOPOB CBEPTLIBAHUS KPOBU
B MecTe noBpexaeHusa. WaeHTUdhuumMpoBaHbl
HeKoTopble SHAOMEeHHbIE arOHUCTbI, B TOM Y1cne
afeHosnHancocdaTt (AO®), CEPOTOHWH,
apaxvaoHoBas Kucrnorta, TPOMOWH U KonnareH.
M3-3a y4yacTuUa  HECKOMbKUX  SHOOMEeHHbIX
aroHWCTOB B aKkTuBauuMm TPOMOOLMUTOB U UX
arperayyMm, WHIMOUTOP, KOTOPLIX AeUcTBOBAnN
NpOTVB BCEX aroHUCTOB, NpeacTaenan 6l 6onee
3 PEKTUBHBIN aHTUTPOMOOUUTAPHbLIV areHT, Yem
UMeEloLLMECS B PaCMOPSXEHUW B HacToslee
BpeMsi  NnekapcTea,  ABnfowmecs
arOHMCT-CHeuMCbMHHbIMM.

CoBpeMeHHble aHTUTpomMbouuTapHbie
nekapcTea aMEKTUBHBI TOMBKO NPOTUB OJHOTO
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TUMNa aroHUcTa: K HWUM OTHOCATCA acnupwH,
KOTOpbIA  AeWCTBYEeT MNpOTUB apaxuaoHOBOW
KUCNOTbI, TUKNOMWAWMH, KOTOpbLIA  AeicTByeT
npotme  AQ®, UHrMbUTOopbl  TpoMBOKCaH
A 2 CUHTETasbl UNW aHTAroHWUCTbl peLenTopsl,
KoTOpble AeWCTBYOT NPOTUB TpoMmbokcaHa A,
W XUPYOWH, KOTOPLIA  AeWCTBYeT  NpoTUB
TpombuHa.

HepaBHO uwaeHTUMUMpoBaH OBWMA NyTb
BCEX W3BECTHbIX AaroHWCTOB, a WUMEHHO
TPOMOOLMTAPHBIA ~ KOMMMEKC  MMUKONPOTEUH
lIb/llla, sasnsawowmincs MembpaHHbIM 6enkom,
onocpeayownMm  arperaymio  TpoMOBOLUTOB.
MocnepHuii oB3op o ITlIb/llla caenan Phillips
et al. , Cell (1991) 65 359-362.
OBHapyxeHue aHTaroHUCTOB Iib/1la
npeacrasnaetT coboi HOBbIK MHOroobeLaroLLnii
noaxod aHTUTpoMOoLMTapHON Tepanuu.

M HECTUMYMUPOBAHHbIX TpomboLunToB
[Mlib/llla He cBA3bIBAETCA C pPacTBOPUMbIMU
6enkamMun, HO U3BECTHO, YTO Y aKTUBMPOBAHHbLIX
Tpombouutoe [TllIb/llla  cBAsbliBaeTca ¢
YeTbipbMSA pacTBOpUMbIMK Genkamun aaresuu, a
UMEHHO  PUOPUHOreHOM,  akTopoM  OH
Bunnebpanaa, PUOPOHEKTUHOM [
BUTPOHEKTUHOM. CBA3blBaHWE ubpuHoreHa u
daktopa ¢oH Bwunnebpanga c¢  [Tllb/llla
Bbl3blBaeT arperayuto TpOMGOLUTOB.
CesasblBaHWe uUbpuHOreHa onocpeaoBaHo
YaCTUYHO MOCMNeAoBaATENbHOCTLIO Y3HaBaHUA
Arg-Gly-Asp (Prfl), kotopas asnsetca obuei
Ansa 6enkos aareavu, KOTopble CBA3bLIBAKOTCH C
rlb/lila.

Kpome T[Tllb/llla  wnaeHTUdUUMpPYOT  BCE
fonbllee KOMMYECTBO  APYrMxX  peLentopos
KNEeTOYHOW MOBEPXHOCTW, CBA3bIBAIOLUXCH C
nuraHgaMn  BHEKNETOYHOro  MaTpukca  WUnu
nuraHgaMn agreavn Apyrux Knetok, onocpeays
Taknum obpa3om npoteccel aareaunu
KneTka-kneTka " KneTKa-MaTpUKC. atn
peuenTopbl NpuHagnexar K NOACEeMercTy
rEHOB, Ha3bIBaEMbIX UHTErPUHAMMW, N COCTOAT U3
reTepoauMepHbIX TpaHcMeMBpaHHbIX
TMUKOMPOTENHOB,  cofdepxalux anbda- W
6eta-cybbeamnHuLbl. [logcemencTea MHTETPUHOB
cogepxar  obuwywo  bera-cybveauHuly B
coveTaHun ¢ pasHbiMK anbda-cybbeanHuuamu,
obpasys peuentopbl aareavn ¢ YHWUKanbHOR
cneyuuyHocTelo. K HacToAweMy MOMEHTY
KMOHUPOBAHbI reHbl BOCbMU pasHbIX
6eta-cybbeanHuL, " onpeaeneHa nx

nocneaoBaTenbHOCTb.
[Ba uneHa

noacemencTea Bq,04/Bq U as/Bq BOBNEYEHDLI B

pasnuyHble BoCnanuTenbHble npoLecesl.

AHTUTENa K oy NPEeAoTBpAaLLaoT npununaHue

numcpounToB K CAHOBMAIBHBIM

sHAoTenuanbHeIM Knetkam in vitro, npouecc,
KOTOPbLIA MOXET UMeTb BoMbLUIOe 3HaYeHne npu
pesMatongHblx aptputax (VanDinther-Janssen
et al, J.  Immunol, 1991, 147. 4207).
Opyrve wuccnegoBaHUs C  MOHOKNOHaNbHbIMA
aHTUTENaMn K ouP nNpeaocTaBnsoT
[OKas3aTenbCcTBO TOMO, HTO ay/Bq MOMYT TakKe
urpate ponb  Npyu  anneprun, actmMe U
ayTOMMMYHHbIX 3abonesaHuax (Walsh et al., J.
Immunol., 1991. 146:3419; Bocher et al., J.
Exp. Med., 1991, 173:1553; Yednock et al.,
Nature 1992, 356: 63). AHTUTENA K o4 TAKKE
OnoKMpYyT  MUrpaLuio  NEWKoOUUTOB K MeCTy
BocnaneHua (Issedutz et al, J. Immunol.,,
1991, 147:4178).

[eTepoanmep o, /B3, 0ObIYHO 06O3HaAUAEMBIIA
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KaK pelentop BUTPOHEKTMHA, - elle OAWH YneH
NOACEMEWCTBa B3 MHTErPUHOB, OXapakTepu3oBaH

y TpOMOOUMTOB, SHAOTENMWANbHLIX  KNETOK,
MenaHoMbl, KNeToK [Magkux Mbllly W Ha
noesepxHocTn octeobnactor (Horton and Davies,
J. Bone Min. Res. 1989, 4:803-808; Davies et
al., J. Cell. Biol. 1989, 109: 1817-1826:
Horton, Int. J. Exp. Pathol, 1990, 71:
741-759). Noao6bHo rMiib/llla peuentop
BUTPOHEKTUHA CBA3bIBAETCA C  PAAOM
Pri-cogepxawmx 6enkoB agreann, Takux Kak
BUTPOHEKTUH, PUOpPOHEKTUH, OPBP, cdbunbpuHoreH,
OCTEOMOHTUH, KOCTHbIA cunanodbenok Il un
TPOMBOCMNOHAEH, npu yyactum Pra
nocnegoBartenbHOCTU. BbickazaHo
NPeanonoXeHne O BO3MOXHbIX ponax o, /B B

aHruoreHeae, pasBUTUU onyxonu "
peBackynspuaaumm (Brooks et al., Science,
1994, 264: 569-571). MNpununaHve ocTeoKnacToB
K MaTpUKCy KOCTU $BNAETCA KIOYEBbLIM

cobbiTem pesopbumm kocTu. MccnenosaHus ¢
UCMOMb30BAHWEM  MOHOKIOHAMbHbLIX ~ aHTUTEN
nokasanu yyactue B 3TOM
npouecce o, /B3 peuentopa u nNpeanonoxunu,
YTO M3bmpartenbHblid o,/B3 aHTAroHUCT Obin Obl

noneseH Ana 6GnokMpoBaHUs  npolecca
pe3opbumm Koctn (Horton et al., J. Bone
Miner. Res., 1993, 8:239-247; Helfrich et
al., J. Bone Miner. Res., 1992, 7:335-343).

Bbino coobuleHne o] HEeKOTOPbIX
PrA-nenTMAOMUMETUYECKMX  COEAUHEHUSX,
KOTopble BNOKUPYIOT cBA3bIBaHUE PUBPUHOreHa
U NpegoTepallaioT obpasoBaHWe TpoMOoB.

EBponetickuii MateHT N 478363 kacaeTtcs
coegnHeHui obelt dopmynbl
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EBponeiickuii nateHT N 4512831 kacaetcs
coeauHeHnl obern hopmMynbl
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Hu ogHa 13 BbilleykasaHHbIX CCbINOK He faeT
WUNN He UMEeEeT B BUAY COeAMHEHUs HacTosLero
naobpeteHusa, KkoTopble MNOAPOGHO OnUcaHbI
HUXe.

KpaTkoe onucaHne nsobpeTeHus

Hactosuwee u3obpereHne obecnedymnBaet
HOBbIE COEMHEHUA HenenTUAHOW NPUPOoabI,
KOTOpble CBA3bIBAOTCH C WHTErpUHaMu, Tem
caMbiM  U3MEHS  npoueccel  aareauvu
KneTka-KneTka W knetka-martpukc. CoegnHeHus
HacToslero uaobpeTeHna npurogHbl Ans
neyexus BOCNanuUTeneHbIX  NPOLECcCoB,
pe3opbunn  KOCTEW, Onyxonewr, MeTacTasos,
TPOMBO30B, COCTOSIHWA, CBSI3@HHBIX C
arperayven Knetok, y MNeKonuTaroLLuX.

OouH  acnekt  3Toro  U3oBpeTeHus
obecneynBaeT HOBble coeUHeHUs popmynbl |
(onucaHo HUXE), KOTOPbIE NMPUTOAHbI B KA4ecTBe
aHTaroHUCTOB peLenTOpPHOro
rNNKONPOTENHOBOIO Komnnekca lIb/llla
TpombouuToB. CoefuHEHUs  HaCTOALLEro
naobpeteHus NOAABNAOT  CBA3bIBAHWE

dubpuHoreHa c TpombounUTapHbIM
TMNKONPOTEUHOBLIM ~ KOMMnekcoMm  lIb/llla u
noaaenalT arperauuio TPOMBOLMUTOB.

Hactosuwee w3obpeTteHne Takke BKOYaeT
dapmMaLeBTUYECKME KOMMO3NULMK, coaepxallime
Takve coeauHeHus dopmynel |, U MeToabl
NPUMEHEHUA TaKUX COEAUHEHWA B KauyecTse
TPOMBONUTUKOB AN NOAABNEHUs arperayuu
TpombouuToB  W/uUNK  OnNg  neveHus
TPoMB0O3MBONNYECKUX OCMNOXHEHWH.

HacTosilee naobpeTeHve Takke BknoyaeT
MeToAdbl  NeyveHuss  cepaeyHO-COCYAUCTOro
3aboneBaHus, TpoMmbo3a wMNM  OnacHoOWu
arperauuv TpoMOOLMUTOB, NOBTOPHOW 3aKyMNoOpKU
nocne Tpombo3a, penepdysvn NOBPEXASHUS
nunm NMOBTOPHOTO CTeHo3a BBEAEHMEM
coeHeHUsa opMynbl | B OTAENbHOCTU UMK B
coyeTaHun c OfIHUM unu 6onee
OONONMHUTENbHbIMU  NEeKapCTBEeHHbIMA
npenaparamu, Bbl6paHHbIMK na:
NPOTUBOCBEPTLIBAIOLLMX CPEACTB, Takux Kak
renapuH 1 BapdapuH; NPoTUBOTPOMBOLUTAPHbLIX
CPEeACTB, TaKuUX Kak acrnuUpUH, MUPOKCUKAMUH UMK
TUKNOMUAWH; MHTMBUTOPOB TPOMBUHA, TakuUX Kak
npouaBoAHble 6opoapruHUHa, XUpYauH Unu
apratpobaH; Wnu TPOMOONUTUKOB, TaKMX Kak
aKTuBartop TKaHeBOoro nnasMuHoreHa,
aHUCTpennasa, ypokuHasa WUnu CTpenToKuHa3a,
UM MX coveTaHus.

HacTtosuee n3obperteHune TakKe
obecnevnBaet HOBblE coeanHEHUS,
bapMaLeBTU4EeCKEe  KOMMO3ULUK 1 MeToabl,
KOTOpble MOryT NPUMEHATLCH B NEYSHUU Unu
npeaynpexaeHun 3abonesBaHwi, Npu KOTOPbIX
MMEIT MeCTO npouecchbl  aareavu  KNertok,
BKNOYatoLLue, HO He OrpaHUYeHHsble,
peBMATOUAHLIA  apTpuUT, acTMy, annepruu,
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AblXxaTenbHyl0  HEeAOCTaTOMHOCTb  B3pOCHbIX,
peakuuio "TpaHCnnaHTaHT NpPOTMB XO3AKnHa',
TpaHCNNaHTauulo OpraHoB, CEnTUYECKUA LLIOK,
ncopuas, 9K3eMy, KOHTaKTHbIA  Jepmartur,
OCTEONOPO3,  OCTEe0apTPUT,  aTepocKnepos,
MeTacTasbl, 3aXUBMNEeHWe paH, AnabeTuyeckyto
peTMHonaTuIio, BocnanuTensHoe 3abonesaHue
KMLLEeYHWKa n apyrve ayTOUMMYHHbIE
3abonepaHus.

Takke BKMOYEHHBIMM B HacTosllee
naobperteHne ABNAIOTCH hapmaleBTUYEecKue
Habopbl, cocToswMe K3 ogHoro wunu 6onee
yNaKkoBOK, coAepxalux dapmMaleBTuieckme
eMHULbBI, [03bl, BKMOYaloWUe CoeaUHEHUs
cdopmynbl |, ANA nNedYeHus pPacCTpPOWCTB,
CBfi3aHHbIX C arperayyen KneTok, Bkno4as, Ho
He orpaHuyuBaschb, Tpombosmbonuyeckue
OCMNOXHEHUS.

MoapobHoe onucaHwe n3obpeTeHus

HacTtosuwee wn3obpeteHne obecnedymsaeTt
HOBblE COeAVMHEHUs HenenTUAHOW NPUpPOabI,
KOTOpble CBf3bIBAOTCA C WHTErpUHaMu, Tem
caMbiM  M3MEeHAs  npoueccbl  aareauvu
KneTka-kneTka U kneTka-maTpuke. CoeanHeHus
HacTosIWero u3obpeTeHuss npurogHbl  Ans
neyeHuns BOCManNUTenbHbIX  NPOLECcCOoB,
pe3opbumMm KOCTERW, Ornyxonen, MeTacTasos,
TPOMOO30B, COCTOSIHWA, CBS3aHHbIX C
arperauue KneTok, y MneKkonuTawLLuX.

OanH  acnekr  3Toro  K3obpeTeHus
obecneynBaeT HOBble cCOeaVHEeHUs copmynbl |
(onucaHo HUXe), KoTopble NPUroAHbI B Ka4ecTBe
aHTaroHWCTOB peLenTopHOro
rMUKONPOTEUHOBOIO KoMnnekca lIb/llla
TpombountoB. CoeanHEeHUs  HaCTOALLEro
n3obpeteHns NoAaBNAlOT  CBHA3bIBAHWE

ubpuHoreHa c TpoMboLUTapHbIM
rMUKONPOTENHOBBIM  KoMnnekcoMm  lIb/llla un
nofaBnsoT arperauuio TpomMBOoLUTOB.

Hactoswee wu3aobpeTreHve Takke BKIOYaeT
chapmaLeBTUYECKME KOMNO3ULUK, cofepxalline
Takne coeguHeHus dopmynsl |, 1 metoabl
NPUMEHEHUA TaKUX COEOMHEHWA B KadecTBe
TPOMOONUTUKOB ANS NOAABMEHUA arperayuu
TpOMOOUUTOB  wW/unNn - Ana  fedveHus
TPOMB0OSMOONNYECKUX  OCMOXHEHWUN.

310  Mn300peTeHne  kacaeTca  HOBbIX
coeguHeHui popmynel |

15

R
14,4 b
R\ o 0
3m _
-%
1 N I

R -U-¥
/

unn bapmaLleBTUHECKU NPUEMNEMBIX COnewn
nnn nponekapcrte U3 HUX.
[1] NMepBoe BonnoLleHWe 3Toro u3obpeTerHus
obecneunBaeT coeguHeHus cdopmynbl |
15

R
14,4 b
R\ . 0
3m _|!
-
1 N I

R -U-V¥

nUnu chapmMaLeBTUYECKU NpUemMnemMble Conu u
nponekapcTea U3 Hux,
rae b - 3To oguHapHaa UNu ABolHasa CBA3b;

R! Bblbupaetca w3 R 2(R3)N(CH2)qZ-,
R ARHN(R2N=)CN(R?)(CH2)oZ-,
nunepaanHun-(CHz)qZ- unu
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Z Bblbupaetca uz O, S, S(=0) unun S(=0)o;
R2 u R® HeaaBWcMMO BbIGUpaeTcs W3: H,

C 4-Cqo-ankun, Co-Cg-ankeHun,

C 3-Cq4-umknoankun, Cy-Cq4-LMKnoankunankmn,

Cg-Cqg-apun, C;-Cq4-apunankun,
Co-Cr-ankunkapboHun,

C g-C1o-apunkap6oHun,

C ,-Cqg-ankokcukapboHun,

C 4-C14-UmKnoankokcukapboHun,

C 7-C14-bmymknoankokcukapboHun,

C §-C1p-apunokcukapboHun,

apun(C 1-Cqp-ankokcu)kapboHun,

C 1-Cg-ankunkapboHunokcu(C4-Cy

-ankokcu)kapboHun,
C s-C1p-apunkapboHun(Cq-Cy
-ankokcun)kapboHwun,
C 4-C1q4-umknoankunkapboHunoken(C1-Cy-
arnkokcu)kapboHun,

U BbIbupaeTca U3: ognHapHoi ceasm (1. e. U
He NPUCYTCTBYET), -(C4-Cy-ankun)-,
-(C o-Cy-ankeHun)-, -(Co-C7-ankumHun)-,
-(apvin)-3aMelLeHHbI% 0-3 R6a unu
-(MMpnann)-aamelLeHHsIi 0-3 R82;

V BblbupaeTcsa U3: oAMHapHONW cBa3n (T. e. V
He NPUCYTCTBYET); -(C4-C7-ankun)-,
3aMelleHHbld  0-3  rpynnamu,  He3aBUCUMO
BbIGpaHHbIMU 13 R® unn R7: -(Co-C-ankerun)-,
3amMelleHHbld  0-3  rpynnamu,  He3aBUCUMO
BbIGpaHHbIMK M3 R® nnn R7; -(Co-C-ankuHmn)-,
3amMelleHHbld  0-2  rpynnamu,  HesaBUCUMO
BblI6paHHbIMKA 13 R wmm R -(apwun)-,
3ameleHHbln  0-2  rpynnamu,  He3aBUCUMO
BoiGpaHHeMu M3 R® unm R7; -(nupwaun)-,
3amMelleHHbld  0-2  rpynnamu,  He3aBUCUMO
BbibpaHHbMM w3 R®  wunm R, unu
-(NupngasuvHun)-, 3amMelleHHbld 0-2 rpynnamu,
He3aBUCUMO BbIOpaHHbIMUK U3 R6 unu R7;

W BbiOMpaeTcs u3: ognHapHon ceasu (T. e. W
He npucyTcTByeT), -(C4-Cy-ankun)-,
-(C p-C7-ankeHun)-,  -(Co-C7z-ankuHun)-,  unu
-(C(R°)2nC(=OIN(R®)-;

X BblbuUpaeTcs n3: oanHapHom ceasn (1. e. X
He NPUCYTCTBYET), -(C4-Cy-ankun)-,
3aMelleHHbld  0-3  rpynnamu,  He3aBUCUMO
BbiGpaHHbIMM 13 R*  R®  wum R™
-(C ,-Cy-ankeHun)-, 3aMelleHHbIR 0-3 rpynnamu,
He3aBUCKUMO BbIGpaHHbIMM 13 RY RE unn R
-(Co-C7-ankuHun)-, 3aamelleHHbln 0-3 rpynnamu,
He3aBUCUMO BbIBpaHHbIMU U3 R* R® urm R4
nunu

LA £
) ()
I r
o
Y BblbupaeTcs n3 TMAPOKCH,

C 1-Cqp-ankokcu, Cz-Cq4-LUKNOANKOKCH,
C g-Cqp-apunoken, Cz-Cqq-apankunokeu,
C 3-C1p-ankunkapBGoHUNOKCUAaNKUNoKcu,
C 3-C1p-ankokcrkapBOoHUNOKCUAanKUNoKeH,
C 2-C1p-ankokcrkapBoHUNANKUNoKCH,
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C 5-Cqp-UuknoankunkapboHunokcuankunokeu, C
5-C1O—LJ,MKnoanKOKCMKap60Hv1n0KcmanKV|n0Kcm, C

5-C10-LU/1KJ'1031'I KOKCUMKapOOHMMAanKNNoKeu,

C 7-C44-apunokcukapboHUNankunokcu,

C g-Cqo-apunokcmkapbOHUIOKCHUANKUIOKCH,

C g-Co-apunkapBboHWUNOKCUANKUIOKCH,

C 5-Cqp-ankokcuankunkapboHUNoKCUankmunoKeu,
Cs-C1o
(5-ankun-1,3-AnoKca-LuKnoneHTeH-2-OH-un)MeTn
NOKCH,

C 10-C14(5-apun-1,3-anokca-LUmKNoneHTeH-2-0H-
WUN)METUNOKCK, UK

(R ?(R¥N-(C4-Cp-ankokeu)-:

R* u RP HesaBucuMO BbIGUpaeTcs U3 H,
C -Cqo-ankuna,  ruapokcn,  Cq-Cqp-ankokem,
HWUTPO, C4-C1g-ankunkap6onuna unu -N(R12R13;

RS Bblbupaetca w3 H, C 4-Cg-ankuna,
C ,-Cg-ankeHuna, C3-C44-Lnknoankuna,

C 4-Cq4-umknoankmnmetuna, Cg-Cqg-apuna,
C 7-Cqq1-apunankuna unm C1-Cqo-ankuna,
3amelyeHHoro 0-2 R4b;

R% BLiGupaeTcs U3 BomoOpoda, TMAPOKCH,
C1-Cg-ankmna, Cy no Cs ankeHuna,
C 3-Cq4-unknoankuna,

C 4-Cq4-umknoankmnmetuna, Cq-Cg-ankokcu,
6eHannokeu, ot Cg 4o Cqp apuna, retepoapuna,
retepoapunankuna, ot C; go C4q apunankuna,
ajlaMaHTUnNMeTuna unu C1-Cqp-ankuna,
3amelLeHHbIli 0-2 R4P;

wm xe R® u R% mMoryt coeauHsaTbecs
BMECTe, ABMsAsAcb 3-a3abULUKNOHOHUNOM,
1-nunepnanHUNomMm, 1-MopdponuHUNOM  Unu
1-NMNepasvHUNOM,  Kaxabld  paKkynbTaTUBHO
3aMelleHHbIn  Cq-Cg-ankunom, Cg-Cqg-apunom,
retrepoapunom, Cz-Cq4-apunankmnom,

C 1-Cg-ankunkapboHUnom,
C 3-C7-unknoankmnkapboHUNomMm,
C 1-Cg-ankokcukapOboHUnom,

C7-C41-apunankokcukapboHunom,

C 1-Cg-ankuncynboHUnomM unu
C -C1p-apuncynbhoHUNom;

R%®  Buibupaetcs wua C 4-Cg-ankvna,

C ,-Cg-ankeHuna, Cz-Cq4-Lnknoankuna,

C 4-Cqq-umknoankmnmetuna, Cg-Cqg-apuna,

C 7-Cq4-apunankuna nnu C1-Cqp-ankmna,
3ameleHHoro 0-2 R4b;

R® Bblbupaetca u3 H, C 4-Cqg-ankuna,
rnmapoKey, C1-Cp-ankokcu, HUTPO,
C 1-Cqo-ankunkapbonuna, -N(R'R'3 yuaHo,
rano, CFz ~ CHO, CO,R®  C(=O)R%?,
CONR 5R%2 OC(=0)R%, OC(=0)OR®, OR®2,
OC(=O)NR®R5%2 OCH,CO,R®, CO,CHLCO2R5,
NO,, NR%2C(=0)R52, NR5%2C(=0)OR5®,
NR %2C(=0)NR®R%, NR%250,NR5R 52,

NR %80,R%  S(0),R%®, SO,NR°R®, ot
C , 0o Cg ankennna, ot C3 Ao Cqq UMKNoankuna,
or C4 po Cq1 uuknoankunmetuna, ot Cg A0
C 10 apuna, cakynbTaTUBHO 3aMeLleHHoro 1-3
rpynnamu, BbIGpaHHbIMK n3 ranoreHa,
C 1-Ce-ankokcn, Cq-Cg-ankuna, CFz3, S(O)yMe
unn -NMe,;, or C; po Cqq apunankuna,
BbllleykasaHHbIA apun dakynbTaTUBHO 3ameLlleH

1-3 rpynnamu, BbIOpaHHbLIMKW U3 ranoreHa,
C 1-Cg-ankokcu, Cq-Cg-ankuna, CF3, S(O)nMe
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unn -NMeo; METUNEHAMOKCK, Koraa R® asnsetcs
3aMectutenem Ha apune; unu 5-10-yneHHoro
reTepoLUMKNIMYEecKoro konbua, cogepxatiero 1-3
retepoatoma N, O wnu S, rge ykasaHHoe
reTepouuknuyeckoe  Konbuo  MoxeT  6biTb
HacbIWEeHHbIM, YaCTUYHO HACLIWEHHBIM UMK
NONHOCTbLIO HEeHaChbILWEeHHbIM, ykasaHHoe

reTepouunknmyeckoe Konblo 3ameleHo 0-2 R7;
RS2 Bblbupaetca un3 C 4-Cg-ankuna,
C 4-C4-ankoke, rano, CF3, NO, unn NR12R13;

R7 Bblbupaetca 3 H, C 4-Cqg-ankuna,
TMOPOKCH, C4-Cqp-ankokcu, HUTPO,
C 1-Cqo-ankunkapboruna, -N(R')R'3, yuaro,
rano, CF3, CHO, CO,R5  C(=O)R%,
CONR 5R%, OC(=O)R%2, OC(=0)OR®, OR%2
OC(=O)NRSR%, OCH,CO,R®, CO,CH,CO4R5,
NO»,, NR52C(=0)R52, NR%2C(=0)OR%,
NR %2C(=O)NR5R5%2 NR52SO,NR5R %2,

NR %250,R5,

S(O)R%,  SO,NR®R®®,  or C; po
C g ankexuna, ot C3z Ao Cq4 UMWKkNoankwuna, ot
Cy4 po Cq1 uyuknoankunmetuna, ot Cg [0
C 10 apvna unu ot C; go Cq4 apunankuna,;

R® Bbibupaetca ma: H; R 8 C4-Cqo-ankvna,
samelleHHoro  0-3 R®  C,-Cyp-ankeHuna,
3amMelleHHoro  0-3 RE: Cy-Cqp-ankuHuna,
3amMelleHHoro  0-3 RG; C3-Cg-umknoankuna,
3amMelleHHoro 0-3 RE: Cs-Cg-LuKnoankeHuna,
3ameLyeHHoro 0-2 RE: apwna, 3amelleHHoro 0-2
RS; 5-10-4neHHoro reTepoLUKINYecKoro
Konbua, cogepxaulero 1-3 rerepoatoma N, O
unu S, rae yKasaHHoOe reTepouuKnuyecKkoe
KONbLO MOXeT OblTb HAaCbILWEHHbIM, YaCTUYHO
HaCbILLEHHBIM UM MOMHOCTBIO HEHACHILEHHBIM,
ykasaHHoe reTepoLuKnyeckoe KonbLO
3ameLleHo 0-2 Rs;

R2 y R' Hesasucumo sensiotcs H,

C 4-C,p-ankunom, Cq-Cqg-ankokcukapBoHnnom,

C1-C1p-ankunkapboHUNom,

C 1-C1p-ankuncynbqoHUnom,
apun(Cq-Cqo-ankun)cynboHUIOM,

apuncynsoHUNoM, apunom, Co-Cg-ankeHunom,

C3-Cq4-LuKroankunom,

C 4-Cq4-upMKNOanKunankmnom,

C 7-Cq1-apunankunom,

C 2-C7-ankunkapboHWUIoMm,

C 7-C14-apunkapboHUIoMm,

C 2-C1p-ankokcnkapBoHUNOM,

C 4-C14-LMKNOANKOKCUKAPOOHWUNOM,

C 7-C11-6MLMKNOANKOKCUKAPOOHUIIOM,

C 7-Cq1-apunkapboHUIoMm,

retepoapunkapboHUnom,

FETepoapMﬂaﬂKMﬂKaDGOHVIﬂOM nnu

apun(C 4-C4g-ankokcu) kapboHun;

R' Bbibupaetca n3 H, C 4-Cyg-ankvna,
C ,-Cqp-ankeHuna, Cp-Cqp-ankuHuna,

C 1-Cqo-ankokeu, apuna, reTepoapuna unm
C 1-Cqp-ankokcukapboHuna, C02R5 nnm
-C(=O)N(R ®)R5:;

R15 BblbupaeTca ua: H, RG; C1-Cqo-ankmna,
3amMelleHHoro  0-8 RS; Cy-Cqp-ankenuna,
3aMeLLEeHHOoro 0-6 RS C4-Cqp-ankokeu,

3amelleHHoro 0-6 RS: apwna, 3amelleHHoro 0-5
RS: 5-6-uneHHoro reTepoLUKINYECcKOro KonbLa,
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cogepxallero 1-2 rerepoatoma N, O unu S, rae
yKasaHHOE reTepoLuKInYeckoe KonbLo MOXeT
OblTb  HaCbIWEHHBbIM, YaCTUYHO HaCbIWEHHbIM
WM MOMHOCTbKD HEHACHIWEHHbIM, yKasaHHOe

reTepoyuknuyeckoe konbuo 3amelyeHo 0-5
R ©: C1-C1p-ankokcukapboHuna, 3amelLleHHOro
0-8 R®: CO,R® unm -C(=0)N(R®R52;

n =0-4;
q=2-7,
r=0-3;

npyv ycnosuu, 4To, Korda b asnsetcs
ABOWHOW CBA3bIO, NPUCYTCTBYET TOMLKO OAUH U3
R unn R15:

npu yCrnoBuW, 4YTO N, q U r BbiBupaloTca
TakMMm OOpa3oM, 4TO YMCO aTOMOB B Lenu
mexay R v

Y HaxoauTcsa B nHTepsane 8-18.

[2] MpegnoyTUTENbBHLIMA  COEOUHEHUAMU
3TOr0 NEepBOro BONMOLWEHUA ABNAIOTCA Te
coefnHeHunsa dopmynel Il (rae W aenawoTtca
OAVHApHOW cBA3bK (T.e. oTcyTtcteyeT) U U
ABNASTCA OAMHAPHOW CBA3LIO (T.€. OTCYTCTBYET))

[

x)k
1
R -V 14 (II>
\ R

N—o0
rae R Bbibupaetcs n3 R 2HN(CH)qO-,
R 2HN(R?N=)CNH(CH2)40-,
nunepasnHnn-(CH 5)40- unn

[
L L
n 0\
R N £
e
xr
nvnum
R2 BbIGUpaeTCs 3 H,

apun(C ,-C,,-ankokcu)kapGoHuna,
C 1-Cqg-ankokcukapboHuna; n/mnm

R8 Bblbupaetca u3 H, C 4-Cqg-ankuna,

C ,-C,g-ankeHnn, Cs-Cg-LiknoarnkeHuna,
C 3-Cg-umknoankuna, apuna, 5-6-4neHHoro
reTepoLMKnInMYeckoro Konsela, cogepxatiero 1-2
retepoatoma N, O wunu S, rae ykasaHHoe
reTepoumKnuyeckoe  Konbuo  Moxer  6biTb
HaCbILLEHHBIM, YaCTUYHO HACLILEHHBIM UMK
NONMHOCTbK HeHacCbIWEeHHbIM; n/vnu

R® u R7 BuiBupatotes s H, C4-Cqg-ankuna,
rMAapoKcHy, C1-Cp-ankokcu, HUTPO,
C 1-Cqgp-ankunkapboHuna, -N(R12)R13, LuuaHo
Wnu rano.

[3] Bonee npeanoYTUTENbHBIMA
COEVNHEHUAMM STOrO NEPBOrO  BOMMOLLEHUS
ABNAOTCHA Te coefnHeHnsa dopmynel I (rae W
ABNSAeTCA cBA3bl/oTCyTCTBYET U U ABnsertca
CBA3bK/OTCYTCTBYET)

o

x)k
1
R -¥ 14 CII>
WR

N—O
rae X BblbuUpaeTcs U3 oguHapHOW CBA3U
(re. X He npucytcteyeT), -(C4-C; ankuna)-,
3amelleHHoro 0-2  rpynnamu,  He3aBWUCUMO
BbiBpaHHbIMM 13 R4 R®  um R
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-(C ,-C,-ankeHuna)-, 3aMelLEeHHOoro 0-2
rpynnamu, He3aBMCUMO BLIGPAHHBIMM 13 R4
R & unn R™: -(Co-C7-ankuvHuna)-, aameLleHHoro
0-2 rpynnamu. He3aBUCUMO BbIOPAHHLIMKU K3
R 4, RE& unm R14; wunmn

RS Bblbupaetca un3 H, C ¢-Cg-ankuna,
C ,-Cg-ankeHun, Ca-Cg-Liuknoankuna,
C 3-Cg-UuknoankeHuna, apuna, 5-6-4neHHoro

reTepoLMKINYECKOro Komnbla, cogepxatiero 1-2
retepoatoma N, O wnu S, rge ykasaHHoe
reTepoumKnuyeckoe  konbulo  MoxeT  ObiTb
HaCbIWEHHbIM, YacCTUYHO HACbIWEHHbIM  Unu
NMOMHOCTLK HeHacbIWeHHbIM; W/unu

[4] Haunbonee npeanoYTUTENbHBIMU
COEANHEHUAMM STOro MNEPBOrO  BOMMOLEHNUS
ABNAIOTCA coeauHeHus dopmMynbl |, rae
R 1 sBnsetcs

r O—
[

b4
R N

V asnseTtcs dJEHVIﬂeHOM nnn NnpnanneHom,

n=1wunu2,;

X aBngetcq -C 1-Co-ankunom-, 3aaMmeLleHHbIM
0-2 R*:

Y Bbibupaetca u3: rugpokcy, ot C ¢ Ao
C 10 ankokcW; MeTUnkapBGOHUMOKCUMETOKCH-;
3TUNKapPBOHUNOKCUMETOKCH-,
t-6y TMNKapOOHUNOKCUMETOKCH-,
LMKNorekcnnkapOoHUNIOKCUMETOKCH-,
1-(MeTUNKapOOHUMOKCH)3TOKCH-,
1-(aTUNKapPOOHMITOKCU )3 TOKCH -,
1-(t-6y TUNKapBOHUNOKCU)3TOKCU-;
1-(UMKNorekcnnkapbOHNNOKCU)3TOKCH-,
i-NPONUNOKCUKaPOOHUNOKCUMETOKCH-;
t-6y TMnoKcMKapOOHNNTOKCUMETOKCH-,
1-(i-nponUNOKCUKapOOHUNOKCK )3 TOKCHU-,
1-(LMKIIOreKCUNOKCUKapPOOHNOKCU)3TOKCU-;
1-(t-6y TnokcukapOOHUNOKCH)3TOKCH -,
ANMETUNAaMUHOSTOKCHU-; AUSTUNAaMUHOSTOKCHU-,
(5-meTnn-1,3-anokcaunknoneHTeH-2-oH-4-un)me
TOKCU-;
(5-(t-6yTnn)-1,3-AnOKCaLMKIONEHTEH-2-0H-4-11)
METOKCU-,
(1,3-grokca-5-peHnn-unknoneHTeH-2-oH-4-nn)m
eToKCK-,
1-(2-(2-meTokecunponun)KapOOHUMOKCK)3TOKCH-,

R* aensetcs -NR'2R1:

R12 qensetcs H, C4-C4-ankokcukapOoHUnom,
C4-C4-ankmnkapboHUomMm,

C 1-C4-ankuncynbOHUNIOM,
apunankuncynbgaHunom, apuncynbOHUNOM,
6eH3unom, ©GeH3ounom, geHoKCUKapBOHUNOM,
6eH3nnokcnkapboHUNOM,
apunankuncynbgaHunomM, nupuannKkapboHnnom
N1 NUPUAUNMETUNKAPOOHWUNOM,

R'3 aBnsercsa H.

[5] OcobeHHo npeanoYTUTENbHBIMA
COEANHEHUAMM 3TOro MNEPBOro  BOMMOLEHUS
ABNSAOTCA COeAMHEHUs UNn capmaLeBTUYEeCcKU
npuemMnemas conb Wnu NponekapcTea U3 HUX,
BblﬁpaHHble na:

5(R,
S)-3-[[4-(2-nunepnanH-4-un)atokcudeHun)
N30KCa30MunH-5-un] ykcycHas KWcnora;

5(R, S)-N-(6yTaHcynboHmn)-L-{
3-[4-(2-nunepunanH-4-

NI)3TOKCUD EHUN]N3OKCA30NMUH-5-UN}MNLWH,;

5(R, S)-N-(a-TtonyoncynbcoHun)-L-{

3-[4-(2-nunepnanH-4- Un)aToKCUDEHUI]
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W30KCA30MNH-5-UN}IMULUH;

5R,
S)-N-[(6eHannokcu)kapboHun]-L-{3-[4-(2-nunepun
ONH-4- nn)aTokcudeHun]
M30KCa30MUH-5-UN}rMnuuuH;

5(R, S)-N-(neHTaHoun)-L-{
3-[4-(2-nnunepuanH-4-nn)aTokeudeHun]
W30KCaA30NUH-5-UN}rMULmKH;

5(R,S)-3-[4-(nunepnanH-4-un)MetTokcudeHun
JusokcasonuH-5-uninponaHoBas KucnoTa,

2(R,S)-5(R,S)-N-(byTaHcynbdoHun)ammHo-{3
-[4-(nnepnanH-4-
NN)MeTOKCUDEHNM]U30KCA30NMH-5-1N}nponaHoB
as Kucnora,

2(R,S)-5(R,S)-N-(a-TonyoncynsoHun)ammH
0-{3-[4-(nunepunanH-4-
MN)MeToKCMbEeHNN]N30OKCa30NMH-5-nnnponaHos
as Kucnora,

2(R, S)-5(R, S)-N-[(6eHannokcu)kapboHun]
aMuHo-{ 3-[4-(nunepuanH-4-
nn)mMeTokcudeHmnnaokcasonunH-5-nninponaHos
as Kucnora,

2(R, S)-5(R, S)-N-(neHTaHomm)amnHo-{
3-[4-(nunepnguH-4- unn)meToKcudeHun]
n3oKcas3onuH-5-uninponaHosasa KucnoTa.

[6] BTropoe BonnoweHue sToro naobpereHus
obecneunBaeT coeguHeHus cdopmynbl |

15

1482 »
\

5
3 - ~
-x—u
1 /15/0 I

R -U-V¥

Unu chapmaLeBTUYECKU NpUEMNEMY0 CONb
nnun nponekapcrtea U3 Hero,

rae b - oguHapHas unu ABoHasa cBSA3b;

R BbIGUpaeTCH na R 22RS3N.
R AR3AN(RAN=)C-, RBA(RZN(CHy)4Z-,
R 2(R3N(RZN=)C(CHg)qZ-,
R 2(R3)N(R2N=)CN(R 2)-,

(CH_> Z- (CH_ > Z-
2 n r/\h/ 2 n
Za Za
R N\,I] » R N\)

r/
nnu
<CH_> Z-
¢ Zn
(CHZ)/Q)
n
xr
2a_3 /
R RN

Z BblbupaeTcs U3 cBA3M (T.e. OTCYTCTByeET),
O, S, S(=0) unn S(=0)y;
R2 n R® HeaaBucMMO BbIGUpaeTcs U3 H,
C 4-Cqo-ankun, C3-Ce-ankeHun,
C 3-Cqq-uuknoankun, Cy-Cq4-4uKnoankunankun,
Cg-Cqo-apun, C7-Cq1-apunankun,
Co-C7-ankunkapboHun,
C 7-C44-apunkap6boHun,
C »-Cqg-ankokcukapboHun,
C 4-C44-UnknoankokcukapboHun,
C 7-C41-buumknoankokcukapdoHun,
C 7-Cq1-apunokcukapBoHun,
apun(C 1-Cqp-ankokcu) kapboHun,
C 1-Cg-apunkapboHUNoKcH
(C 4-C4-ankokcu)kapboHun,
C 4-Cq1-unknoankunkapboHUIoKen
(C 1-C4-ankokcun)kapboHun;
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R?  puiGupaetcs w3 R 2 umm
R 2(R3N(R2N)=C-;

U BbibupaeTtca n3: oauHapHoi ceasn (1. e. U
He npucyTcTByeT), -(C4-Cy-ankun)-,
-(C o-C7-ankeHun)-, -(Co-C7-ankuHun)-,
-(apun)-, 3amMelleHHbln  0-3 Roa unu
~(MMpWamMn)-, 3amelLeHHbIl 0-3 R%2;

V BblBupaeTcsa U3: oAMHapHOW cBA3n (T. e. V
He NpUCYTCTBYET); -(C4-C7-ankun)-,
3aMelleHHbln  0-3  rpynnamu,  He3aBUCUMO
BbIGpaHHbIMU 13 R® unn R7: -(Co-C-ankerun)-,
3aMelleHHbln  0-3  rpynnamu,  He3aBUCUMO
BbIGpaHHbEIMK M3 R® nnn R7; -(Co-Cr-ankmHmn)-,
3aMelleHHbld  0-3  rpynnamu,  He3aBUCUMO
BbiGpaHHbIMU 13 R® unu R7; -(cpeHun)-Q-,
yKasaHHbIA eHuUn, 3amMelleHHbl 0-2 rpynnamu,
HeaaBMCMMO BbIGpaHHEIMM M3 R® wnu R
-(nnpnann)-Q-, yKasaHHbIA nupuaun,
3aMelleHHbln  0-2  rpynnamu,  He3aBUCUMO
BblBpaHHbIMK ns R wumm R”: unu
-(NupnaasmHun)-Q-, yKasaHHbIA  NUPUOA3UHWN,
3amMelleHHbld  0-2  rpynnamu,  He3aBUCUMO

BblOpaHHbIMK K3 R8 unm R7;
Q BbIbUpaeTca 13 ognHapHoK ceasmn (T.e. Q

He npucytctayet). -O-, -S(O)m, -N(R'2)-,

-(CH S, -C(= 0), N(R®¥)C(=0)-,
-C(=O)N(R %2)., -CH,0-, -OCHjy-, -CHoN(R12)-,
N(R'3)CH,-, -CH,C(=0)-, -C(=0)CHo-,

-CH ,S(O)y- v -S(O),CHo-, npu ycnosuu,
yTO, KOrda b sABnAeTca oavHapHOW CBA3BIO U
R T-U-V- sBnsiotcs samecturenem Ha C5
LleHTpanbHOro 5-4neHHoro konbua dopmynbl |, Q
He gaBnsetca -O-, -S(O) m-s -N(R12)-,
-C(=ON(R %)-, -CH,0O-, -CHoN(R'®)- wvnm -
CH 5S(O)n-.

W Bbibupaetca ua: -(C(R 4)2),C(=0)N(R5?)-
i -C(=0)-N(R®)-C(RN))n-:

X BbIGMpaeTca U3: oguHapHoOU cBa3n (T.e. X
He npucyTcTByeT), -(C(RM2)n-C(RH(RE)-
C(R4)(R“*), npu ycrnoBuu, 4to, korda n
paBHseTca O unn 1, No MeHbLUeh Mepe oauH 13
R4 i R8 He ssnsietca H nim METUNOM,;

Y BblOupaetca n3 TMAOPOKCH,
C 1-Cqp-ankunokcu, Ca-C14-LMUKNOANKNUNIOKCH,
C g-Cqp-apunoken, Cz-Cqq-apankuiokeu,
C 3-Cp-ankunkapGoHUNOKCUAanKUNoKcu,
C 3-C1p-ankokcnkapBOoHUNOKCUAanKUmnoKeu,
C 2-C1p-ankokcrkapBOoHUNOKCUAanKUnoKeu,
C 5-C1p-umknoankunkapboHunokcuankunokeu, C
5-C1o-qmmoanKOKCMKap60Hmn0Kcmankmn0Kcm, C

5~C10-LMKN0AMKOKCAKAPGOHUNANKUIOKCH,

C 7-C14- apunokcukapboHUnankmnoKeu,
C g-C12- apunokcnkapOoHUNOKCUANKUIOKCH,
C g-C12- apunkapbOHUNOKCHUANKUIOKCH,
C 5-C10- ankokcmankunkapOoHUNOKCUanKUNOKCH,
Cs-Cqo
(5-ankun-1,3-AnoKca-LUUKNONEHTEH-2-OH-UN)METH
nokewm,
C 10-C14(5-apun-1,3-anokca-LuKnoneHTeH-2-0H-
WN)METUMNOKCK; 1NN
(R 2)(R3)N-(C-Cg-ankokem)-:

R4 Bblbupaetca u3 H, C {-Cqp-ankun,
C 1—C10—aJ'IKI/|ﬂKap60HV|ﬂ, apwn,  apunankun,
LIUKNOANKUM UNu LMKNOANKWUNankun, unu xe, ase

R* rpynnbl Ha coceaHMX aTomax yrnepoga MoryT
coeauHATbCA C Ob6pasoBaHMeM cBA3n (T.e.
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ABOWHON UNWU TPOWHOW CBA3W yrnepoa-yrnepoa);
R4 BbibupaeTcs M3 H, rMapoKcW, HUTPO,
C -Cigankoken,  -N(R®R%%  N(R'™2)R'3;
NR "©R'; C4-Cygrankun, 3amelyeHHblit 0-3
R & apun, sameulerHbii 0-3 R® retepoapun,
3aMeLLEeHHbIR 0-3 RS unm C1-C10-
ankunkap6oHun,
R¥*  BuiGupaetcs 3 H, C 4-Cg-ankun,
C 2-Ce-anKeHmn, Co-Cg-ankuHun,
C 3-C7-umknoankun, C7-Cq4-6buupmknoankumn,
rmgpoken,  Cq-Cg-ankoken,  C4-Cg-ankuntuo,
C 1-Cg-ankuncynbuHun,
C 1-Cg-ankuncynb@oHun, HUTPO,
C 1-Cg-ankunkapboHun, Cg-C4g-apun,
NR 1R 13 rano, CF3, CN,
C 1-CG-aﬂKOKCMKap6OHMJ'I, Kapbokcy,
NUNEPUANHAN, MOPMONVHUM UMW NUPUANHA,
RS Bblbupaetcs wu3 H, C 4-Cg-ankvn,
C 5-Cg-ankerun, C3-Cqq-LnKnoankmn,
C 4-Cqq-umknoankmnmetun, Cg-Cqg-apun,
C 7-Cqq1-apunankun unu C4-Cqp-ankun,
3amelleHHbln 0-2 R‘“’;
R BLiGupaeTcs M3 BOAOPOAA, MMAPOKCH,
C 1-Cg-am<mn, Ca ao Ceg ankeHun,
C 3-C44-Unknoankmna,
C 4-Cqq-uuknoankmnmetun, Cq-Cg-ankokcu,
6eHannokeu, Cg-Cqo-apuna, retepoapuna,
retepoapunankuna, Cy-Cq1-apunankuna
agamMaHTUunMeTuna unu C4-Cqp-ankuna,
3amelLieHHoro 0-2 R4

wm xe RS u R ofa ssnssco
3aMECTUTENSMU HA OHOM U TOM Xe aTome

asoTa (kak B -NR®R®), moryT o6beanHsThes ¢
aTOMOM a30Ta, K KOTOPOMY OHWU NPUKPENNEH:I, C
obpaszoBaHnem 3-azabuLMKNOHOHUNA,
1,2,3,4-TeTparnapo-1-xuHonuHuna,
1,2,3,4-TeTparnapo-2-M30XnuHonuHmna,
1-nunepuaunHuna, 1-mopdonuHuna,
1-nupponuavHuna, TuamopdonuHuna,
THaszonuaMHUNa uUnu 1-NMNepasuHun, Kaxapli
hakynbTaTUBHO 3aMeLLeHHbIR
C 1-Cg-ankunom, Cg-C1p-apunom,
retepoapunom, Cz-Cq1-apunankunom,
C 1-Cg-ankunkap6oHunom, C3-Cz-
yuknoankunkapborunom, Cq-Cg-
ankokcukap6oHunom, Cz-Cqq-
apunankokcukap6oHunom, Cq4-Ce-
ankuncynemMOHUNOM nunu
apuncynbOHUNOM,;

R  Bu6upaeTcs ua C 4-Cg-ankvna,
C ,-Cg-ankeHuna, C3-Cq4-Luknoankuna,
C 4-Cqq-umknoankunmetuna, Ce-Cqo-apuna,
C 7-Cq4-apunankuna nnu C4-Cqp-ankuna,
R4

Ce-C1o-

3amelyeHHoro 0-2
R® Bblbupaetca u3 H, C 4-Cqg-ankuna,
rnmapoKcuy, C1-Cp-ankokcu, HUTPO,
C 1-Cig-ankunkap6oruna, -N(R'AR'3 yuaHo,
rano, CF3 ~ CHO, CO,R®  C(=O)R%,
CONR °R%2 OC(=O)R%2, OC(=0)OR®, ORS52,
OC(=O)NR®R5%2 OCH,CO,R®, CO,CH2COLR5,
NO,, NR52C(=0)R52, NR52C(=0)OR®®,
NR %2C(=0)NR®R%, NR%250,NR5R %2,
NR 5250,R5,

S(O)sR%, SONNR®R%2  or C, po
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C ¢ ankeHuna, ot C3 Ao Cqq UWknoankuna, ot
Cy4 pmo Cq1 uyuknoankunmetuna, ot Cg [0
C 410 apun dakynbtatuBHo 3ameweH 1-3
rpynnamu, BblGpaHHbIMU 13 ranoreHa,
C 1-Cg-ankokcu, Cq-Cg-ankuna, CF3, S(O)nMe
wn  -NMe,;, ot C; po Cqq apunankun,
BblleyKkasaHHbl apun akynbTaTUBHO 3ameLlleH
1-3 rpynnamu, BbIOpaHHbIMU M3 ranorexHa,
C 1-Cg-ankokcu, Cq-Cg-ankun, CF3, S(O)yMe
unu -NMe,; MeTUNeHanoKkeu, Koraa R® asnsetca
3amectuteneMm Ha apune; unu 5-10-uneHHoe
reTepouumKnnyeckoe Konblo, cofepxallee 1-3
retepoatoma N, O unu S, rge ykasaHHoe
retepoumknnyeckoe  Konmbuo — MoxeT  6biTb
HaCbIWEHHbIM, YaCTUYHO HaCbIWEHHbIM UK
NOMHOCTbIO HeHacbILWEHHbIM, yKasaHHoe
reTepouunknmyeckoe KonbLo 3amelleHo 0-2 R7;

R6a Bblbupaetca un3  C  4-Cy-ankun,
C 4-C-ankokeu, rano, CFz, NO2 nnn NR12R13;

R’ Bblbupaetcs u3 H, C ¢-Cqg-ankun,
TMOPOKCH, C1-Cqo-ankokeu, HUTPO,
C 1-Cqo-ankunkap6oHun,  N(R'R'3,  LuaHo,
rano, CF3 ~ CHO, COR®  C(=O)R%?
CONR 5R%, OC(=0)R%2, OC(=0)OR®, OR%2
OC(=O)NRSR%, OCH,CO,R5®, CO,CHLCO2R5,
NO,, NR®%C(= O)R52 NR%aC(= O)NRSR5e
NR %2S0O,NR3R%  NR%SO,R®,  5(0),R%,
SO ,NR®R®2, C,-Cg-ankeHun,

C 5-C44-umknoankun, C4-Cqq-UnKnoankunmetun,
Cg-Cqp-apun unun C,-Cq4-apunankun;

RS Bblbupaetca u3. R 6 C1-Cqo-ankmna,
3amMelleHHoro  0-3 R®:  Cp-Cqp-ankenuna,
samelleHHoro  0-3 R®  Cy-Cyp-ankuHuna,
sameleHHoro 0-3 R®  Cs-Cg-umknoarnkuna,
3amMelleHHoro 0-3 RG; Cs-Cg-LuKnoankeHuna,
3amMelleHHoro 0-3 RS: apwna, 3amelleHHoro 0-3
RS: 5-10-4yneHHoro reTepoLUKNNYECKOro
Konbua, copepxauero 1-3 rerepoatroma N, O
wnu S, rAe ykasaHHoe reTepoLuKnyeckoe
KONbLO MOXeT ObiTb HACbIWEHHbIM, YaCTUYHO
HaCbILEHHBIM UM NOMHOCTLIO HEHACHILLEHHbIM,
ykasaHHoe reTepoLuKInyeckoe KonbLo
3amelleHo 0-2 Re;

R2 y R Hesasvcumo siBnsiotcs H,

C 4-C pankunom, C4-Cqq- ankokcnkapboHunom,
C1-C1o- ankunkapboHUNoM, C1-C1o-
ankuncynbgoHunom, apun(C4-Cqo-
ankun)cynbOHUIOM, apUncybOHUIOM,
apun(Co-Cqo- ankeHun)CynbOHUIOM,
reTepoapuncynbmOHUIOM, apwuriomM,

C 2-Cg-ankeHunom, C3-C11-LUKIoankunom,

C 4-C14- UMKnoankunankunom,

C 7-Cq4-apunankunom, C7-Cq4-
apunkap6oHunom, Cy4-Cq4-
uuknoankokcukapboHunom, Cz-Cq4-
éuymknoankokcukapboHunom, Cz-Cq4-
apunokcukapboHunom, reTepoapunkapboHunom,
reTepoapunankunkapboHmnoMm umnw

apun(C 4-Cqo- ankokcu)kapOoHwun, roe
yKasaHHble apunbl BblOOpOYHO 3amMeleHbl 0-3
3aMecTUTeNnaMu, BblIBpaHHLIMKU U3 rPyNMbl,
cofepxawen  Cq-Cgankun,  Cq-Cyg-ankokeu,
rano, CF3 u NOy;

R' Bbibupaetca ua H, C 1-Cig-ankvna,
C ,-Cqp-ankeHuna, Cp-Cqo-ankuHuna,

C 1-Cqp-ankokcu, apwna, retepoapuna unu
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C 1-C1o-  ankokcukapboHuna, COzR5 unm
-C(=O)N(R5)R %=,

R15 Bblbupaetca u3: H; R 6; -COZR5;
-C(=O)N(R®R®; (C,-Cqo- ankokcukapbonuna,
3aMeLLeHHoro 0-2 RS: C4-Cqp-ankuna,
3ameuleHHoro  0-3 RS: Co-Cqp-ankeHuna,
3ameuleHHoro  0-3 RS; C1-Cp-ankokcu,
3ameteHHoro 0-3 RE: apuna, 3amelleHHoro 0-3
RS; 5-10-4neHHoro reTepoLmKNNYECKoro
Konbua, cogepxauwero 1-3 rerepoaroma N, O
unn S, rAe YyKasaHHOoe reTepouuknyeckoe
KOMbLUO MOXeT OblTb HaCbILLEHHbIM, YacTUYHO
HaCbILEHHLIM UMW NOMHOCTBIO HEHACLILLIEHHbBIM,
ykasaHHoe reTepoLmKIMyeckoe KonbLO
3amelyeHo 0-2 RG;

npu ycnosuu, ecnu b - aBoiHaA CBA3b,
NPUCYTCTBYET TOMbKO OAWH 13 R ™ unu R15;

R'® Bbibupaetcs u3: -C(= 0)-O-R 18
-C(=0)-R1; -C(=ON(R"®),; -C(=
O)NHSO ,R 182 _C(=0)NHC(=0)R '8;
-C(=O)NHC(=0O)OR '8: _C(=O)NHSO,NHR 18t
-C(=  S)-NH-R™*  NH-C(= 0)0-R'"
-NH-C(=0)-R 18b; _NH-C(=0)-NH-R8®;

-SO 2_o_R18a; -SOz-R18a; -SOz-N(R18b)2;
-S0 ,NHC(= O)OR™®; -p(=s)(OR'®),; -P(=

0)(OR82),: -P(=8)(R'82),; -P(=0O)(R182), nnu
o] o]
n/
-P
\0

K'7 Beibupaetcs w3: H, C 41-Cqo-ankvna,
C ,-Cg-ankeHuna, Cz-C44-Lpknoankuna,

C 4-C15- LuKnoankunankuna, apvna,
apun(C 1-Cqo- ankuna)-,

R'82 ppBGupaetca wn3. C ¢-Cg-anmkuna,
samelleHHoro  0-2 R C,-Cg-ankeHuna,
aamelleHHoro 02 R Cyo-Cg-ankumuna,
samelleHHoro 0-2 R Ca-Cg-umknoankuna,
aametleHHoro 0-2 R'9: apuna, saameleHHoro 0-4
R'%:  apun(C4-Ce ankvna), 3aMeLleHHOro
0-4  R19%: 5.6.yneHHONM  reTepoLMKINYEcKOM
CUCTEMBI, nmMetoLLen 1-3 reTepoaroma,

BblOpaHHbIX HeazaBucuMo u3 O, S wunu N,
yKka3aHHOro reTepoLMKINYecKoro konbLa,
3aMeLLeHHOoro 0-4 RS C-Cg-ankuna,
3ameleHHoro 5-10-4neHHON reTepoLMKInYecKon
CUCTEMOWN, nmeloLLen 1-3 retrepoaroma,
BblbpaHHbIX He3zaBucumo uM3 O, S wunu N,
yKa3aHHOro reTepoLMKINYecKoro konbLa,
3amelyeHHoro 0-4 R19;

R180 BblbupaeTcs n3 R182 pnn H:

R19 Bblbupaetca ua H, ranoreHa, CF 3, CN,
NO,, NR'2R"3 C4-Cg-ankuna, C,-Cg-ankenuna,
Co-Cg-ankununa, Csz-Cqq-yuknoankuna, Cy-Cqq-
Luknoankunankuna, apuna, apun(Cq-Ceg-
ankuna)-, C4-Cg-ankokcu nunu Cq-Cy-
ankokcukapboHuna:

m =0-2;

n=0-4,

q=1-7;

r=0-3;

npy ycrnosuW, Yto N, g W r BbiBupaTcs
Takum  00Opa3oM, 4YTO  4YMUCIO  aTOMOB,

CBS3bIBAOLLMX R'u
Y, HaxoauTtcsa B nHTepsane 8-18.
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-10-

[7] Mpeano4ytuUTENbHBIMKA - COEAUHEHUAMU
3TOTO BTOPOro BOMMOLWEHUA ABNSAIOTCA Te
coefHeHnsa opmynbl la

14 b

1 A‘//-O (Iad

roe Z Bolbupaetcs M3 cCBA3U  (T.e.
otcytcTByeT), O nnun S; n/unun

R2 Bblbupaetca wu3 H, apun(C 4-Cqo-
ankokcu)kapboHuna, Cq-Cqo-
ankokcukapboHuna; u/vnum

W - 370 -(CH2)nC(FO)N(R®3)-; u/unu

X - 310 -(C(R*2)n-C(R)(RE)- CH(R*-, npu
yCnoBuu, 4to, Korga n pasHsetcs O unu 1, no

MeHblueid Mepe oavH w3 R*® uim RE He
aBngeTcsa H unu Metunom; n/mnum

RS Bblbupaetca n3 H unu C 1-Cqp-ankuna,
3amelleHHoro 0-6 R4P; w/unm

R Bblbupaetcs u3 H, C 41-Cqg-ankuna,
TMOPOKCH, C4-Cqp-ankokcu, HUTPO,
C 1-Cqp-ankunkapboruna, -N(R'9)R'3, CO,RS,
-NRSR%2 OR5, 5(0),,R% uuaHo, rano; ot Cg f0
Cq0 apwna, cdakynbTaTUBHO 3amelyeHHoro 1-3
rpynnamu, BblGpaHHbIMK K] ranoreHa,
C 4-Cg-ankokcu, Cq-Cgankuna, CFz, S(O),Me
mnn -NMey;, ot C; po Cyq apunankuna,
BbllLIeyKa3aHHOro apuna dbakynbTaTUBHO
3amelweH 1-3 rpynnamu, BbiOpaHHbIMU K3
ranoreHa, Cq-Cg-ankokcu, Cq-Cg-ankun, CFs,
S(O)mMe unnn -NMey;, MeTuneHAnoKkcH, korga
R & gensetcs samecTutenem Ha apvne: wnw
5-10-4neHHoOro  reTepouuKnnYeckoro  konsua,
cogepxauero 1-3 retepoatoma N, O unu S, rae
yKa3aHHOe reTepoUUKNUYEecKoe KOoMbLOo MOXeT
ObiTb HACbIWEHHbIM, YaCTUYHO HAaCbILEHHbIM
WX NONHOCTLID HEHACbIWEHHbIM, yKa3aHHoe
retTepoumKnuyeckoe KonbLo 3amelyeHo 0-2 R
nunu

R7 Bblbupaetca 3 H, C 4-Cqp-ankuna,
rmgpokcy,  Cq-Cqp-ankokcn, Hutpo, Cq-Cqo-
ankvnkap6orvna, N(R'9R '3, uuaro umm rano;

R® Bubupaetcs u3: -CONR °NR5=
-CO ,R% Cy-Cqg-anknna, samelerHoro 0-3 RS;
sameljenHoro 0-3 RS
sameleHHoro  0-3 RS

Cy-Cqp-ankeHuna,
C ,-C,p-ankuHuna,

6.
C3-Cs-uMKnoankmna, 3amelleHHoro 0-3 R®,
C 5-Cg- UMKnoankeHuna, 3amelleHHoro 0-3 RS:

apuna, 3amelleHHoro 0-3 R6; 5-10-4yneHHoro
reTepoLMKINYEeCcKoro Konbela, cogepxatiero 1-3
retepoatoma N, O wnu S, rge ykasaHHoe
reTepoumKnuyeckoe  konbuo  MoxeT  ObiTb
HaCbILWEHHbIM, YaCTUYHO HACbLIWEHHBbIM KUK
NOMHOCTbLIO HEeHacChbILWEeHHbIM, ykasaHHoe
retepoumknuyeckoe KonbLo 3amelyeHo 0-2 RS:
wwnm

R124 R Kaxablh He3aBUCUMO BbIBUpaeTcs
13 H, C4-Cqp-ankuna, C1-Cqo-
ankokcukapboHuna, C4-Cqo-
ankunkapbonuna, C4-Cqo- ankuncynbgoHuna,
apun(C4-Cqo- ankun)cynbcoHuna,
apuncynbdoHuna, apwna,
reTepoapunkapboHuna wunm
retepoapunankunkapboHuna, rae  ykasaHHble
apwnbl BbIOOPOYHO 3aMelleHbl 0-3
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3aMeCTUTENAMHN, Bbl6paHHbIMVI 13 rpynnbl,

cogepxawen  Cq-Cg-ankmn,  C4-Cy-ankokew,
rano, CF3 n NO,.
[8] Hawnbonee NpeanoYTUTENbHBIMU

COEOMHEHNAMU STOTO BTOPOrO BOMMOLLEHMS
ABNATCS Te coeanHeHns dopmMynbi la

14 b
R [0}

< _X_ﬂx
1 /rE”"o (Iad

R -V

rie Z Bblibupaetcs U3 cBA3K (T.e.
otcytereyeT), O; n/unu

W - 870 ~(CH2),C(FOIN(R '3)-; u/mnu

X - a10 -C(RH(R8)-C(R*),-.

9] Haunbonee npeanovTUTENbHBIMU
COEMHEHUAMWU STOTO BTOPOrO  BOMIOLLEHWUS
ABMNAOTCH coefuHeHna dopmynsl la, rae R L
a70 RZNHC(=NR?)- urm RZ2NHC(=NR?)NH- u V
- 570 heHNneH unu nupuauneH, unn R’

£
Lias
R%%N

V aBndetca ogvHapHOW cesasblo (T.e. V
OTCyTCTBYET),

n=1wnm2;

X - aT0 -CHR8CH,-:

Y Bblbupaetcs na: TMOPOKCH;

C 1-C1p-ankokcu; MeTunkapboHUNOKCUMETOKCH-,
3TUNKapOOHNNOKCUMETOKCHU-;

t-By TMNKapOOHNNOKCUMETOKCH-,
LMKNOrekcunkapboHUNOKCUMETOKCH-,
1-(MeTUNKapBOOHUNOKCH)3TOKCH-,
1-(aTNKapPOOHUNOKCH)ITOKCH-;

1-(t-6y TMNKapOOHUNOKCU)3TOKCH-;
1-(UmKIoreKCnnkapOOHWNOKCK)3TOKCH-,
i-NpONMNOKCUKaPOOHUNOKCUMETOKCH-;
t-6yTunokcukapboHunokcumeTokeu-; 1-(i-
NPOMNUNOKCUKAPOOHMUMOKCH)3TOKCH-;
1-(LMKNOrekCUNOKCUKaPOOHNNOKCH )3TOKCH-,
1-(t- By TMNOKCUKapPOOHUMOKCH)3TOKCH-,
ANMETUNAaMNHOSTOKCHU-; OANISTUNAMUHOITOKCHU-,
(5-meTun-1,3-
ONOKCALUKNONEHTEH-2-0H-4-UN)METOKCU-;
(5-(t-ByTun)-1,3-anokcaumknoneHTeH
-2-OH-4-UN)METOKCU-,
(1,3-anokca-5-hbeHun-LmuKnoneHTeH
-2-0OH-4-un)mMetokeu-; 1-(2-(2-meTokcmnponun)
KapOOHWNOKCK)ITOKCH-;

RS Bblbupaetca w3 H, C 4-Cgz-ankuna,
rmgpoken,  Cq-Cyg-ankoken, Hutpo, Cq-Cqo-
ankunkapboHuna, -N(R12)R13, COZR5,
-NR ®R% OR® $(0),R%, uuaHo, rano; or
C 6 A0 Cq0 apvna, dakynbTaTUBHO 3aMeLLEeHHOro

1-3 rpynnamu, BbIGpaHHbLIMKW U3 ranoreHa,
C 1-Cg-ankokcn, Cq-Cg-ankuna, CF3, S(O)nMe
unn -NMep;, MeTUNeHaNoKCH, Koraa R® aenserca
3aMEecTUTENEM Ha apune;, WM  CUCTEMbI
reTepouuKnmuyecknx  komew, BblbpaHHOW K3
nMpuavHuna, dypaHuna, Tuasonuna, TueHuna,
nupponuna, nupasonuna, Tpwasonuna,
ummaasonuna, 6eHsodypaHuna,  MHZoNUNA,
WHOONUWHMNA, XWUHOMUHMNA, WU3OXUHONMWUHUNAG,
OeHsnmmgasonuna, nunepuguHuna,
TeTparnapodpypaHuna, nupaHuna, nupuanHuna,
3H-nHpgonuna, kapbasonuna, nUpponUauHUna,
nunepuanHuna, WHAONUWHUNA, WU30Kca3onuHUNa
nnun mopconuHuna,
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R® Boibupaetcs wma: -CONR SNR52
-CO ,R5; Cy-Cqp-anknna, samewyenHoro 0-3 RE;
aameljenHoro 0-3 RS
sameljeHHoro  0-3 RS

Cy-Cqp-ankenuna,
C 2-C10-aJ'IKI/1HIAﬂa,

6.
C 5-Cgumknoankuna, sameleHHoro 0-3 R

apuna, 3amelleHHoro 0-2 RG; CUCTEMbI
reTepouUMKNUYEeckUx Konew, BbiBpaHHOW K3
nupuanHuna, dypaHuna, Tuasonuna, TUeHuna,
nupponuna, nupasonuna, Tpuasonuna,
uMmugasonuna, ©GeHaodypaHuna, MHAONWNA,
WHOOMWHWUNG, XWUHOMWHWUNEG,  WU3OXMHONWHWNA,
N30KcasonuHuna, 68H3VIMI/I,D,830J'IVIJ‘Ia,
nunepuvavHuna, TeTparugpodypanuna,
nupaHuna, nupuanHuna, 3H-uHgonuna,
kapbasonuna, nMpponuavHUNna, nunepuanHuna,
WHOOMUHUNE WKW MOPONUHWUNG, YKa3aHHOro
reTepouUmKInYeckoro Konsla, 3ameweHHoro 0-2
RS:

R'2 BpiGupaetcs u3 H, C 4-Cg-ankvna,
C ,-C,-ankokecvkapGoruna, C4-Cg-
ankunkaptoHuna, Cq4-Cg- ankuncynbgoHuna,
apun(C4-Cy4- ankun)cynsdoHuna,
apuncynecdoHuna, apuna, nupuannkapboHuna
unu NupuannMmeTunkapboruna, rae ykasaHHble
apunbl BbI6OPOYHO 3ameleHbl 0-3
3aMecTUTensMu, BbiOpaHHbIMKU U3 rPynnbl,
cogepxawen  Cq-Cg-ankun,  Cq-Cy-ankokew,
rano, CF3u NOy; n

R13- 510 H.

[10] OcobeHHOo npeanodTUTENbHBIMU
COEQMHEHUSIMU 3TOro BTOPOro BOMNMOLLEHUS
ABMSAOTCA COeAMHEHUs UNn capmaLeBTUYECKU
npuvemMneMble CONM WKW NponekapcTea U3 HUX,
Bbl6paHHbIe na:

3(R,S)-{5(R,S)-N-[3-(4-amnanHoDEHNN)NIOKC
asonvH-5-unayeTmnljammnHo}-
3-cheHnnnponaHoBas KWCroTa,

3(R,S)-{5(R,S)-N-[3-(4-aMnanHOPEHNN)NIOKC
a30nuH-5-unauetunjaMmHo}-3-  neHTaHoBas
KucnorTa;

3(R)-{5(R,S)-N-[3-(4-amnanHocheHnn)M3okcas

OnuH-5-unaueTunjammHo}-3- rentaHoBas
kucnora;
3(R, S)-{ 5(R,

S)-N-[3-(4-amnanHodeHun)nsokcasonmH-5-unay,
eTun] amunHo}-4- (beHnnTrno)byTaHoBasa KUCMoTa,

3(R, S){ 5(R,
S)-N-(3-(4-aMUanHODEHNN)NIOKCA3ONNUH-5-1naL,
eTun] amuHo}-4- (dbeHuncynbdamuao)byTaHoBas
Kucnora;

3(R, S)-{ 5(R,
S)-N-[3-(4-ammanHodheHnn)nsokcasonmH-5-nnay,
eTun] ammHo}-4-
(n-6yTnncynscamnao)bytaHoBas KUCNoTa,;

3(S)-{ 5(R,
S)-N-[3-(4-amnanHodeHun)n3okcasonmH-5-unay,
etun) aMuHo} -3-

(apamaHTuUnMeTnammHokapboHun)nponaHosas
Kuenorta;

3(S)-{5(R,S)-N-[3-(4-amnanHodeHnn)13oKkca3
onvH-5-unauetnnjamumHo}-3-
(1-azabuymkno[3.2.2]HoHnnkapboHun)nponaHosa
A KUCnota;

3(S){5(R,
S)-N-[3-(4-amnanHodeHun)nsokcasonmH-5-unay,
etun] aMuHo} -3-
(beHeTMnammnHokapboHUN)NponaHosas KWUCoTa,

3(R)-{
5(R,S8)-N-[3-(4-amngnHodeHnn)M3okcasonuuH-5-un
nauetunjaMmumHo}-3-
(3-MMpUaMnNaTUN)NPONaHoOBas KUCMOTA;

3(R)-{
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R0

5(R,S)-N-[3-(4-amnanHOdEHNN)N30KCa30NNH-5-1
nauetunjaMmmHo}-3-
(2-nupuannatun)nponaHoBas KUCNoTa,;

3(R-{ 5(R,
S)-N-[3-(4-amungunHodeHnn)msokcasonuH-5-unay,
eTun] amuHo} -3- (cheHunnponun)nponaHoBas
Kucnorta.

[11] Takxe npeanoYTUTENbHBIMA
COeMHEHNSIMX BTOPOTrO BOMMOLWEHNS ABNSIOTCS
coenHeHnsa chopmynsl Ic

15 b
R (o]

S
Sy
"y
1 /5/"’ (Ic)

R -U-V¥

rie b aenaetca ogvHapHOW WKW OBOWHOWN
CBA3bIO,

R'"  BbiGupaetca u3 R
R 2(RN(R2N=)C-, R%(R¥)N(CHy)qZ-,
R 2(R}N(R?N=)C(CHg)qZ-,
R 2(RHN(R2N=)CN(R 2)-,

2(R3N-,

(CH > Z-

(CH > Z-
2 n (\‘/ Z n
Za Za
R N\,/) » R N\)

(CH > Z-
4 Zn

<CH >~ )
Za_3 / r

R RN

Z BbIbUpaeTcs U3 CBA3M (T.e. OTCYTCTBYyeET),
Ownm S;

R2 u R3 HesaBucumO BbiGMpatoTcs M3 H,
apun(C4-Cqg-ankokcn) kapbonuna unu C4-Cqg-
ankokcukapboHuna,

R22 - 510 R2unun R2(R3)N(R2N=)C;

U - ato oauHapHaa cBasb (T.e. U He
NPUCYTCTBYET);

V BblbupaeTcsa 1U3: ognHapHoOn ceasun (1. e. V
He npUCyTCTBYET); -(C4-Cy-ankun)-,
3ameleHHoro  0-3  rpynnamu,  He3aBUCUMO
BbIGpaHHLIMK 13 R® nnn R7; -(Co-Cr-ankeHnn)-,
3amelleHHoro  0-3  rpynnamu,  He3aBUCUMO
BbiIGpaHHbIMA 13 R® vnn R7; -(Co-Cr-amkun)-,
3amelweHHoro  0-3  rpynnamu,  He3aBUCKMMO
BuiBpaHHbiM U3 R® unn R7; -(dernn)-Q-,
yKasaHHbI peHun, 3aamelleHHbIR 0-2 rpynnamu,

He3aBUCUMO BblOpaHHbIMU U3 R® umm RT:
-(nnpnaun)-Q-, yKasaHHbIA nmpuamn,
3aMelleHHbld  0-2  rpynnamu,  He3aBWCUMO
BoiGpaHHbiMM w3 R®  wm  R7, wmm
-(Mupnaa3nHun)-Q-, ykasaHHbIA NUPUAA3NHUN,
3aMelleHHbin  0-2  rpynnamu,  HEe3aBUCUMO
BblIGpaHHbIMK 13 R® unm R7;

Q BbIbUpaeTcsa 13: oguHapHoi ceasun (T.e. Q
He npucyTtereyet), -O-, -S(O)y-, -N(R12)-,
-(CH m-, -C(= 0), -N(R53)C(=0)-,
-C(=O)N(R %2)-, -CH,0-, -OCHyp-, -CHoN(R'®)-,
-N(R'9)CHg-, -CHoC(=0)-, -C(=0)CHoy-,
-CH ,S(O)- unn -S(O),CH2-, npu  ycnosum,
4TO, KOraa b ABNAeTCA OAWHAPHOW CBA3bLIO U

R 1-U-V- - aamectutens Ha C5 LUEeHTpanbHOro
5-uneHHoro konbua cdopmynsl |, Q He asnsaeTca

-O-, -S(O)mr, -N(R')-, -C(=O)N(R®?)-, -CH,0-,
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CHoN(R'?)- unin -CHoS(O)m-;

W BbibupaeTcs ua: -(C(R 4),)-C(=0)-N(R %2)-
unm -C(=0)-N(R%)-(C(R*),)-;

X - 310 - C(R*)-CHR*2.;

R4 Bblbupaetca 3 H, C 41-Cqg-ankuna,
C 4-C4p-kapboHuna, apwna, apunankuna,
LuKnoankuna unu Luknoankunankuna;

R4a Bblbupaetcs n3 TMAOPOKCH,
C 4-C,g-anKoKeH, HWTpO, N(RYR®,
NR R® unu NR®RY C4-Cygankuna,
3amelleHHoro 0-3 RS, apwna, 3amelleHHoro 0-3
RS, retepoapuna, samelleHHoro 0-3 R®, unu
C ,-C1o- ankunkapboHuna,

1

R ppiGupaetcs u3 H, C ¢-Cg-ankvna,
C ,-CgankeHuna, Co-Cg-ankuHuna, rmapokcu,
C 1-Cg-an«oxcu, C1-Ce-ankuntwo, Cq-Ce-
ankuncynbuHun, Cq-Ce-  anknncynsdoHun,
HUTpOo, Cq-Cg- ankunkapbonun, Cg-Cqg-apun,
NRMRS, ranous, CF3, CN,
C 1—C6—aﬂKOKCMKap60HMﬂ, kapbokcu,
NUNEPUAVHUN, MOPMONUHUN MU NUPUANR;

RS Bbibupaetrca n3 H unu C 1-Cqp-ankuna,
3amelleHHoro 0-6 R4:

R52 BhiGupaeTcs M3 BOAOPOAA, MMAPOKCH,
C ,-Cg-ankuna, Cy-Ceg-ankeHuna, C3-Cq4-
uuknoankuna,  Cy4-Cqq-  UMKnoankunmeTtuna,
C 4-Cg-ankokcu, 6eHsunokcn, Cg-Cqgp-apuna,
retepoapuna, retepoapunankuna,
C 7-Cqq-apunankuna unu agamaHtunmertany,
C 1-Cqo-ankvna, sametLeHHoro 0-2 R4

i ke, R® n R% moryt coeammHsaTbes
BMecCTe, obpasys 3-a3abuLUKIOHOHUN,
1,2,3,4-TeTparngpo-1-XxMHONNHUAN,
1,2,3,4-TeTparngpo-2-u3oXMHOMNHNA,
1-nunepuanHmnn, 1-mopdonuHWN,
1-AMppoNUANHUN, TUamMopdOnnHUA,

TUA30MUAVHUI UMK 1-MUNePasuHUN,  KaxabliA
BbIOOpPOYHO  3amelyeHHbId  Cy-Cg-ankunom,

C s-Cqo-apuvinom, reTepoapuiom, C7-Cq1-
apunankunom, C1-Ce- anknunkapboHUNoM,
C 3-Cy- LKnoankunkapboHUnom, Cq-Cp-
anKoKCUKapBOHUNIOM nunu Cy-Cqyq-
apunankokcukapboHUNomMm;

RS  BuiBupaetcs w3 C 4-Cg-ankvna,
C ,-Cg-ankeHuna, C3-C1q-4uknoankuna,
C 4-Cq4- UUKNoankunmeTmn, Cg-Cqo-apun,
C 7-Cq4-apunankuna unm Cq-Cqo-ankuna,
3ameLleHHoro 0-2 R4b;

Y BblbupaeTcs K} TMAOPOKCH,
C 1-Cqo-ankokcn,  C3-Cq14-  LMKNOANKUMIOKCH,
C g-Cqp-apunokeu, C7-Cq1- aparnkunokcu,

C 3-C10- ankunkapBoHUNOKCUANKUIIOKCH,

C 3-C10- ankoKCUkapOOHUNOKCUArKUIOKCH,

C »-Cqo- ankokcukapboHunankmnokcu, Cg-Cqgo-
uuknoankunkapboHunokeuankunokcu, Cs-Cqo-

LIKIOANKOKCUKapBOHUITOKCHUATTKUMOKCH,

C 5-C10- LUMKNOAanNKoKcnkapOoHMNankunokeu,

C 7-Cq41-apunokcukapboHunankmnokcu, Cg-Cqo-
apUNOKCUKapPOOHUNOKCUANKNITOKCH,

C g-Cqo-apunkapboHunokcuankmnokeu, Cs-Cqo-
anKoKCUanKuNkapOoHUNOKCUANKNIIOKCK,

C5-Cio-
(5-ankun-1,3-anoKca-LUKNONEHTEH-2-OH-UN)METH
NOoKCcK nnu C10-Cq4-
(5-apun-1,3-AnoKca-UUKIonNeHTEH-2-0H-UN)MeTu
nokewm,
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R® n R7 Kaxabli He3aBUCUMO BbiBUpaloTCcs
13 H, C4-Cqp-ankuna, rMOPOKCH,
C 1-C1g-ankokcu, HUTPO, C1-Cio-
ankunkapbonuna, N(R'9)R 13, uuaro nunu rano;

R'2 n R'3 kaxawiii HesaBMCMO BLIGMpatOTCA
na H, C4-Cqp-ankuna, Cq1-Cqo-
ankokcukapbonuna, C1-Cqo-
ankunkapbonuna, C4-Cqo- ankuncynbgoHuna,
apun(C4-Cp-ankun) cynscoHuna,
apuncynbgoHuna, reTepoapunkapboHuna,
reTepoapunankunkapboHuna wnu apwuna, rae
yKasaHHble apunbl BbIGOpoYHO 3amelleHbl 0-3
3aMecTuTensMu, BbIOPaHHBIMA U3 TPYNMbI,
cocrosler na: C 1-Cz-ankumna, Cq-Cy-ankokeu,
rano, CF3 n NOg;

R'® BuiGupaetcs us H, C 4-Cqp-ankuna,
C ,-Cqp-ankeHuna, Co-Cqp-ankuHuna,
C 4-Cqo-ankokcu, apwna, retepoapuna unu
C 1-C4o-  ankokcukapboHuna, COZR5 unu
-C(=O)N(R®)R52:

R BribupaeTcs u3: -C(= 0)-O-R 82 _c(=
O)}-R™..  _C(=ON(R'™®),: -SO,-R™  nnm

) ; (FON(R™)2; 2

SO ,N(R8),;

R BbiGupaetcs us: H unn C-Cg-ankuna;

R18a Bblbupaetca wun3. C 4-Cg-ankuna,
samelleHHoro  0-2 R'9,  C,-Cgankenuna,
samelleHHoro  0-2 R C,-Cg-ankununa,
aamelleHHoro 0-2 R'% C3-Cg- uwknoankuna,

3ameteHHoro 0-2 R apuvna, 3ametlleHHoro 0-4
RS apun(Cy-Ce- ankum)-, 3amelleHHoro 0-4
R cucTembl retepouuknuueckux  komed,
BblOpaHHOW 13  nupuauvHuna,  dypaHuna,
THasonuna, TUeHuna, NUpponuna, nNupasonuna,
Tpwasonuna, wumuaasonuna, 6GeHsodypaHuna,
nHacnuNa, WHOONWHUNA, XUHOMUHWNA,
M30XMHOMNWHUNA, W30KCa3onuMHUNa,
69H3I/1MVI,U,830J'IVIJ'Ia, nnnepungnHuna,
TeTparugpodypaHuna, nupaHuna,
nupumuanHuna, 3H-uHgonuna, kap6asonuna,
NUPPONMANHUNG, NUNEPUANHUNEG, WHAOMUHMNA
nnu MopdonuHUNa, yKasaHHOro
reTepoLMKINYecKoro Konbela, 3amMelyenHoro 0-4
R1®: C4-Cg-ankuna, 3amMeLleHHOro CUCTEMOW
reTepouuKnuyecknx  koney, BblGpaHHOW 13
nupuanHuna, dypaHwna, tuasonuna, TueHuna,
nupponuna, nupasonuna, nMupasonuna,
naokcasonuHuna, GeHsodypaHuna, uhgonuna,
WHAOONEHWUNA, XWHONWHWUNG,  WU3OXUHOMUHWNA,
6eHsnMuaasonuna, nunepuauHuna,
TeTparnapodypaHuna, nupaHuna, nupuanHuna,
3H-nHponuna, nHaonuna, kapbasona,
NUPPONUANHUNEG, NUNEepUANHUNEG, WHAONMUHUNA
nnu MopdonuHUNa, yKasaHHOro
reTepoLMKIMYeckoro Konsua, 3ametleHHoro 0-4
R1:

R80 priGupaetcs s R182 ynn H;

R'® Buibupaetcs ns H, ranoreHa, CF3, CN,
NOy, NR12R"3, C,-Cg-ankuna, C,-Cg-ankeHuna,
Cy-Cg-ankuHuna, C4-Cg-ankokcu, C3-Cq1-
LuKrnoankuna, C4-Cq1-  UMKNOAnkunankuna,
apuna, retepoapuna, apun(Cq-Cg-ankuna)- unmu
C1-C4- ankokcukapboHuna;

n=0-4;
q=1-7;
r=0-3;

npu YCNOBWUMK, YTO N, q, T BbIOUpAIOTCH Taknum
06pa3oM, 4YTO 4YUCMO aTtoOMOB Mexay R ny
HaxoauTcsa B UHTepBane 8-17.
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[12] Hawnbonee npeanouTUTENbHBIMU
COENHEHUAMU BTOPOrO BONMOLEHUSA POPMYINbI
Ic aBnsaTCa Te coeguHeHnsa dopmynbl |b

1
R -V o

N CIb)

rie R' BbiGupaetcs m3 R ARIN-,
R 2NH(R2N=)C-, R2NH(R2N=)CNH-,
R 2R3N(CH2)pZ-, R2NH(R2N=)CNH(CH),+Z-
nnn

(CH_>» Z- (CH_>» 2Z-
Z n (\/ Z n
2a Za \)

R N » R N
nnu
/(C"Z)nz_
(CH >
2 n ]
2a_3 / ¥
R RN
n=0-1;
p'=4-6;
p" = 2-4:

Z BblbMpaeTcs U3 CBA3U (T.e. OTCYTCTBYET),
O,
V - 93T0 oauHapHas cBf3b (T. €. He
npucyTcTBYET), -(cbeHun)- unu -(Nnupuamn)-,

W BbiGnpaeTcs na: -(C(R 4)2)-C(=0)-N(R %?)-
unu -C(=0)-N(R52)-(CHy)-;

X Bbibupaetcs u3: -CH ,-CNH(R'®R-,
unu -CHy-CHNR®R52.;

Y Bblbupaertca n3: TMOPOKCH;
C 1-C1o-ankokeu; MeTunkapboHUNOKCUMETOKCH-;
3TUNKapPBOHUNOKCUMETOKCHU-;
t-By TMNKapPOOHUNOKCUMETOKCH-;
LMKnorekcunkapboHUNOKCUMETOKCH-,
1-(MeTUNKapObOHMUNOKCH)3TOKCH-;
1-(3TUNKapPOOHMMIOKCH )3 TOKCK-
1-(t-6y TNKapOOHUNOKCK)ITOKCH-,
1-(UUKNorekcUNKapbOHMUNOKCH )3 TOKCK-;
i-NPONUNOKCUKAPBOHUNOKCUMETOKCH-;
t-6y TMNoKcMKapOOHUNTOKCUMETOKCU-,
1-(i-npoNUNOKCUKAPOOHNNOKCI)3TOKCH-,
1-(LMKNOreKCUNOKCUKaPOOHUNOKCHU)ITOKCHU-;
1-(t-6y TMNOKCMKaPBOHUIOKCU )3TOKCHK-,
AUNMETUNAaMUHOSTOKCHU-; AUSTUNAaMUHOITOKCHU-,
(5-meTun-1,3-anokcaunknoneHTeH-2-oH-4-mn)me
TOKCU-;
(5-(t-6yTrn)-1,3-AnOKCaLUKITONEHTEH-2-0H-4-11)
MeTOKCK-,
(1,3-anokca-5-peHunn-UnKnoneHTeH-2-oH-4-1n)m
eTOoKCK-,
1-(2-(2-meToKkeUnponun)KapOOHUNOKCK)3TOKCH-,

R'® Bbibupaetca ua: -C(= 0)-O-R 182 _C(=
0)-R 18 -5(=0),-R 182 unn -SO,-N(R 18b),:

R sriBupaetca na H unu Cy-Cs-ankuna;

R'8 pu6upaeTcs u3a: C 4-Cgankuna,
samelwerHHoro 0-2  R'9;  Cy-Cg-ankenuna,
aameljeHHoro 0-2 R'9;  C,-Cg-ankvhuna,
samelleHHoro 0-2 R'9;  CsCg-uuknoankuna,

3amMelleHHoro 0-2 RS apwvna, 3amelleHHoro 0-4
R apun(C4-Cg-ankun)-, 3amelleHHoro 0-4
R cucrembl reTepoumknuueckux  komed,

BblbpaHHOA 13  nupuavHuna,  dypaHuna,
TWasonuna, TUeHuna, nUpponuna, NUpasonuna,
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Tpuasonuna, umMuaasonuna, 6eHaodypaHuna,
wHgonuna, WHAONUHUNA, XWHONWHUNA,
W3OXMHOMNWHWUMA, W30KCa3onvHuna,
6eH3I/|MI/I,D,a3OJ'IVIJ'Ia, nnnepungnHuna,
TeTparmgpodypaHuna, nupaHuna,
nupumuanHuna, 3H-uHgonuna, kap6asonuna,
NUppPoONUANHWNG, NUNepuavHUNa, WHAONMHUNA
unu MopdONUHUNA, yKasaHHoro
reTepoLMKIMYecKoro Konbla, 3amelyeHHoro 0-4
R'%:  Cy-Cg-ankvna, 3aMeLLEHHOTO CUCTEMO
reTepouuKnmuyecknx  komnew, BblbpaHHOW K3
nupuanHuna, dypaHuna, Tuasonuna, TUeHuna,
nupponuna, nupasonuna, nMuzasonuna,
n3okcasonuHuna, ©GeHsodypaHuna, wHaonuna,
WHACNEHMNA, XWHOMWHWNA, WU30XMHOMNUHUNG,
OeHsuMupasonuna, nunepuavHuna,
TeTparnapodpypaHuna, nupaHuna, nupuanHina,
3H-nHponuna, nHgonuna, kapbasona,
NUpponNUanHUNG, nunepuauHuna, WHAONUHUNAa
unu MopconuHuna, yKa3aHHOro
reTepoLMKNMYEecKoro Konbla, 3amelyeHHoro 0-4
R

[13] Haunbonee npeanoyTUTENbHBIMU
coeMHeHnaAMHU dopmynel |b asnawTca Te
coefMHeHusmn, y kotopbix: R 1 - at0
R 2NH(R2N=)C- un1 RZHN(RZN)CNH- u V - sTo
PEeHWNEeH Mnn NUPUAUNEH Unu R'-s10

Fak
L B>
Za
R

V aBngetcs oAMHapHOW cBAsblo (T.€. V
OTCyTCTBYET),

n=1wunm2,

R'8  BLiGupaetcs w3 C 1-Cy4-ankuna,
samelyeHHoro  0-2 R C,-Cyankenuna,
aamelleHHoro  0-2 R C,-Csankununa,
samelleHHoro 0-2 R Ca-Cy-umknoankuna,
aametleHHoro 0-2 R'9: apuna, sameleHHoro 0-4
RS apun(Cq-Ce-ankun)-, 3amelleHHoro 0-4
R 19 cuctembl retepouumknuueckux — Kkone,
BblOpaHHOW 13  nupuauvHuna,  dypaHuna,
TWasonuna, TUeHuna, nupponuna, nupasonuna,
Tpuasonuna, umuaasonuna, 6eHsaodypaHuna,
nHacnuna, WHOOMUHUNA, XWUHOMUHUNA,
N3OXNHONMMHWNEAG, W30KCa3onnHmna,
6eH3vMmnaasonuna, nuMnepuavHWuna,
TeTparmgpodypaHuna, nupaHuna,
nupumuanHuna, 3H-uHgonuna, kap6asonuna,
NUPPONUANHWUNG, NUNeEpUavHUNA, WHAONMHUNA
unm MopdbonuHuna, yKa3aHHOro
reTepoLMKIMYecKoro Konbla, 3ameleHHoro 0-4
R19; C4-C4-ankuna, 3ameLeHHoro CUCTEMOW
reTepouuKIMyecknux  koney, BblGpaHHOW K3
nupuavHuna, dypaHuna, Tuasonuna, TueHuna,
nupponuna, nupasonuna, nMmnaasonuna,
n3okcasonuHuna, 6GeHsodypaHuna, wHgonuna,
WHACMEHWNa, XWHONWHWNG, W3OXWMHOMUHWNA,
GeHsvmMugasonvna, nunepuavHWna,
TeTparnapodypaHuna, nupaHuna, nupuanHuna,
3H-uHponuna, nHaonuna, kapbasona,
NUppoONUAnHWNE, nNUNnepuauHuna, WHAONMHUNA
nunu MopconuHuna, yKa3aHHOro
reTepoLMKIMYecKoro Konbla, 3amelyeHHoro 0-4
R

[14] OcobeHHO npeanoYTUTENbHBLIMA
coeMHeHnsMKn copmynel  |b  aBnsaTcs
coeHEeHUs UnNn copmbl UX hapmaLeBTUHECKU
npuemMnembix conew, BbibpaHHble 13:

N>-[2-{
3-(4-dbopmamnguHodeHmn)-n3okcasonuH-5(R,
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S)-un} - auetun]
-N2-(dbeHuncynsdoHun)-2,3-(S)-auammHonpona
HOBas KUCNoTa;

N>-[2-
3-(4-cbopmamumgmHodeHnn)-n3okcasonuH-5(R,
S)-un} -
auetun]-N2-(4-meTundeHuncynbscoHun)-2,3-(S)-
AvamMuHonponaHoBas KUCnoTa,

N3-[2-
3-(4-bopmamungmHodeHnn)-na3okcasonmH-5(R,
S)-un} - auetun]
-N2-(6yTaHcynbdonunn)-2,3-(S)-guammHonponax
oBaf KucnorTa,

N3-[2-
3-(4-cdbopmamungmHodeHnn)-n3okcasonmH-5(R,
S)-un} - auetun]
-N2-(nponaHcynbegoHun)-2,3-(S)-anammuHonpona
HOBas Kucnota:

N3-12-
3-(4-cbopmamugmHodeHnn)-nzokcazonuH-5(R,
S)-un} - auetun]
-N2-(sTaHcynbdoHun)-2,3-(S)-anammHonponaHo
Bag KUCNoTa;

N2+
3-(4-cbopmamungmHodeHnn)-na3okcasonmH-5(R,
S)-un} - auetun]
-N2-(meTunokcukapboHun)-2,3-(S)-anammHonpon
aHoBas Kucnora,

N3-12-
3-(4-bopmamugmHodennn)-nsokcasonuH-5(R,
S)-un} - auetun]
-N2-(aTunokcukapboHun)-2,3-(S)-anammHonpona
HOBas KUCNOTa;

N3-[2-
3-(4-cbopmamungmHod eHnn)-na3okcasonmH-5(R,
S)-un} -
auetun]-N2-(1-nponunokcukapboHun)-2,3-(S)-au
amMuHonponaHoBas KUCMoTa;

N2
3-(4-cbopmamumgmHodennn)-n3okcasonuH-5(R,
S)-un} -
auetun]-N2-(2-nponunokcukapboHun)-2,3-(S)-au
amMuHonponaHoBas KUCNnoTa;

N3-[2-{
3-(4-cbopmamugmHodeHnn)-na3okcasonmH-5(R,
S)-unj -
auetun]-N2-(n-6yTunokcukapboHun)-2,3-(S)-ana
MUWHOMpONaHoBasa KUCnoTa,

N3-[2-
3-(4-cpopmamuamHodeHnn)-n3okcasonmH-5(R)-n
ny-
auetun]-N2-(n-6ytunokcukapboHun)-2,3-(S)-aua
MUWHOMpPONaHoBas KUCNoTa,

N3-[2-{
3-(4-opmamMnanHoeHNN)-n30KCa3oNunH-5(S)-n
ny-
auetun]-N2-(n-6ytunokcukapbonun)-2,3-(S)-ana
MUWHOMpONaHoBas KUCNoTa,

N3-[2-
3-(4-hopmamuanHodeHnn)-n3okcasonunH-5(R)-n
ny-
auetun]-N2-(n-6yTunokcukapbonun)-2,3-(R)-ana
MUWHOMpPONaHoBas KUCNoTa,

N3-2-
3-(4-bopmamumgmHodeHnn)-n3okcasonunH-5(S)-n
ny-
auetun]-N2-(n-6ytunokcukapbonun)-2,3-(R)-ana
MUWHOMpONaHoBas KUCNoTa,

N3-[2-
3-(4-cbopmamungmHodeHnn)-na3okcasonmH-5(R,S)-
un}-
auetun]-N2-(2-6ytunokcukapboHun)-2,3-(S)-ana
MUWHOMpPONaHoBas KUCNoTa,
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N3-[2-{
3-(4-dbopmamunguHodeHnn)-n3okcasonuH-5(R,
S)-un} -
auetun]-N2-(1-(2-meTtun)-nponunokcukapboHun)-
2,3-(S)-guammHonponaHoBas KWCNoTa,

N3-[2-
3-(4-hopmammnagnHodeHun)-naokcasonmH-5(R,
S)-un} -
auetun]-N2-(2-(2-meTun)-nponunokcukapOoHUn)-
2,3-(S)-anammHonponaHoBas KWCNoTa,

N3-[2-{
3-(4-popmammanHodeHun)-naokcasonmH-5(R,
S)-un} - auetun]
-N2-(6eHaunnokcukapboHun)-2,3-(S)-gunammHonpo
naHoBas kucnora,

N2+
3-(4-dbopmammngunHodeHnn)-n3okcasonmH-5(R)-un
n} - auetun]
-N2-(6eHsunokcrnkapboHun)-2,3-(S)-gunaMmmHonpo
naHoBas KUcnoTa,

N2+
3-(4-dbopMamMnanHoeHNN)-n30KcasonuH-5(S)-n
n} - auetun]
-N2-(6eHaunokcrkapboHun)-2,3-(S)-gunammHonpo
naHoBas Kucnora,

N3
-[2-{3-(4-popmammanHodeHUN)-n30KcCa30NnH-5(
R,S)-un}-
auetun]-N2-(4-meTunbeHsnnokcnkapboHun)-2,3-
(S)-amamunHonponaHoBas KUcnoTa;

-[2-{3-(4-popmammanHodeHNN)-n30KCa30NNH-5(
R,S)-un}-
auetvn]-N2-(4-meTokcnbeHannokcmkapoboHmnn)-2,
3-(S)-guammHonponaHoBas KUCNoTa,

N3
-[2-{3-(4-hopmammanHodeHnn)-n3okcasonmH-5(
R,S)-vn}-
aueTtun]-N2-(4-xnopbeHaumnokcukapdoHun)-2,3-(
S)-araMmnHonponaHoBas KUCNoTa,

N3
-[2-{3-(4-dbopmammnanHodeHNMN)-N30KCa30NnNH-5(
R,S)-un}-
aueTnn]-N2-(4-6 pombeHsnnokcnkapboHun)-2,3-(
S)-arvaMmnHonponaHoBas KWUCNoTa,

N2+
3-(4-dbopmamunguHodeHmn)-n3okcasonuH-5(R,
S)-un} - auetun]
-N2-(dbTopbeHaunokcrnkapbonunn)-2,3-(S)-gnammH
onponaHoBas KWCnoTa,;

N3
-[2-{3-(4-popmammanHodeHnn)-n3okcasonmH-5(
R,S)-vn}-
aueTnn]-N2-(4-peHokcnbeHannokcmkapboHun)-2,
3-(S)-gnammHonponaHoBas KUCNoTa,

N3-[2-{
3-(4-bhopmammnanHodeHnn)-naokcasonmH-5(R,
S)-un} -
aueTtnn]-N2-(2-(Mmetunokcnatun)-kapdoHun)-2,3-(
S)-agMaMmuHonponaHoBas KUcnoTa,

N3
-[2-{3-(4-popmammanHodeHNN)-n3oKcasonmH-5(
R,S)-un}-
auetun]-N2-(2-nupunanHunkapbonun)-2,3-(S)-ana
MUHONponaHoBas KUCMoTa;

N3
-[2-{3-(4-popmammanHodeHnn)-n3okcasonmH-5(
R,S)-un}-
auetun]-N2-(3-nupunanHunkapbonun)-2,3-(S)-ana
MUHOMponaHoBas KUCNoTa;

N3
-[2-{3-(4-PhopmammanHodeHnn)-n3okcasonmH-5(
R,S)-un}-
auetun]-N2-(4-nupunanHun-kapboHun)-2,3-(S)-au
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amMuHonponaHoBas KUCNoTa;

N3-2-{
3-(4-cbopmamugmHodeHnn)-nzokcazonuH-5(R,
S)-un} -
auetun]-N2-(2-(2-nupugunHun)-avetunn)-2,3-(S)-4
nammHonponaHoBas KUcnoTa;

N2+
3-(4-cbopmamungmHodeHnn)-na3okcasonmH-5(R,
S)-unj -
auetun]-N2-(2-(3-nupunanHun)-auerunn)-2,3-(S)-4
nammHonponaHoeas KUcnoTa;

N3-12-
3-(4-bopmamugmHodennn)-nsokcasonuH-5(R,
S)-un} -
auetun]-N2-(2-(4-nupungnHun)-ayetunn)-2,3-(S)-4
namMmHonponaHoBas KUcnoTa;

N3
-[2-{3-(4-dbopmamungunHobeHnn)-n3okcasonmH-5(
R,S)-un}-
aueTtun]-N2-(2-nMpuamn-meTUnokcukapboHun)-2,
3-(S)-anamuHonponaHoBas KUcrnoTa,

N3
-[2-{3-(4-bopmamMngmHOD eHNN)-N30KCA30NUNH-5(
R,S)-un}-
auetun]-N2-(3-nMpuann-mMeTUnokcukapboHun)-2,
3-(S)-anamuHonponaHoBas KUcnoTa,

N3
-[2-{3-(4-dopmamungunHoeHnn)-n3oKkcasonuH-5(
R,S)-un}-
auetun]-N2-(4-nMpuann-meTUnokcukapboHun)-2,
3-(S)-anammHonponaHoBasa KWCnoTa;

N3
-[2-{3-(4-dbopmamungunHoeHnn)-n3oKkcasonuH-5(
R,S)-un}-
aueTtun]-N2-(4-6yTunokcudeHnncynsoHun)-2,3
-(S)-anammHonponaHoBas KWCnoTa;

-[2-{3-(4-dbopmamungunHoeHnn)-n3okcasonuH-5(
R,S)-un}-
auetun]-N2-(2-tuerunncynbconun)-2,3-(S)-anam
MHOMponaHoBasa KUCNoTa,

N3-[2-
3-(4-cdbopmamungmHod eHnn)-na3okcasonmH-5(R,
S)-un} -
auetun]-N2-(3-metundgeHuncynsdgoHun)-2,3-(R,
S)-guamuHonponaHoBas KUCoTa;

N3-[2-{
3-(4-bopmamugmHodennn)-n3okcasonuH-5(R,
S)-unj -
auetun]-N2-(3-metunderuncynecoHun)-2,3-(S)-
AvamuHonponaHoBas KUCnoTa,

N3-[2-{
3-(4-cbopmamungmHodeHnn)-n3okcasonmH-5(R,
S)-unj -
auetun]-N2-(3-metundgeHuncynsgoHun)-2,3-(R)-
AvamuHonponaHoBas KUCnoTa,

N>-[2-
3-(4-cdbopmamMngmHodeHNN)-n30KkcasonuH-5(R)-n
ny-
auetun]-N2-(3-meTundeHuncynboHun)-2,3-(S)-
AvamuHonponaHoBas KUCnoTa,

N3-[2-
3-(4-cbopmamumgmHodeHnn)-n3okcasonuH-5(S)-n
ny -
auetun]-N2-(3-metundeHuncynedoHun)-2,3-(S)-
AvamuHonponaHoBas KUCnoTa,

N3-[2-
3-(4-cdbopmMaMnamnHODEHNN)-N30KCa30NNH-5(S)-1
ny-
auetun]-N2-(3-metundgeHuncynsdgoHun)-2,3-(R)-
AvamuHonponaHoBas KUCnoTa,

N3-[2-
3-(4-cbopmamugmHodeHnn)-n3okcasonmH-5(R)-un
ny-
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auetun]-N2-(3-metundeHuncynbgoHun)-2,3-(R)-
AvamMuHonponaHoBas KWCMoTa,

N3-[2-{
3-(4-hopmammanHodeHun)-n3okcasonmH-5(R, S)-
un}-
auetun]-N2-(4-hoadeHuncynsgoHun)-2,3-(S)-am
aMuHonponaHoBas KUCnoTa;

N3
-[2-{3-(4-popmamumanHodeHUN)-n30Kca3onNnH-5(
R,S)-un}-
aueTtun]-N2-(3-TpudpTopmeTUndeHnNCynbPOoHNN
)-2,3-(S)-anamunHonponaHoBas KWCnoTa,

N3
-[2-{3-(4-popmammanHodeHNN)-n3oKcasonmH-5(
R,S)-un}-
aueTtun]-N2-(3-xnopcdeHuncynbhoHun)-2,3-(S)-4
nammnHonponaHoBas KUcnota;

N3-[2-{
3-(4-popmammanHodeHun)-nsokcasonumH-5(R, S)-
un}-
aueTtun]-N2-(3-2-meTokcukapboHundeHnncynbd
oHWN)-2,3-(S)-gnaMnHonponaHoBas KUCnoTa;

N3-[2-{
3-(4-dbopmamunguHodeHmn)-n3okcasonuH-5(R,
S)-un} - auetun]

-N2-(2,4,6-TpumeTundennncynbdoHun)-2,3-(S)-
AvamMuHonponaHoBas KWCMoTa,

N3
-[2-{3-(4-PpopmammanHodeHnn)-n3okcasonmH-5(
R,S)-un}-
auetun]-N2-(2-xnopdeHuncynedoHun)-2,3-(S)-4
namuHonponaHoBasa KUcnota;

N3
-[2-{3-(4-popmammanHodeHNN)-N30KCa30NNH-5(
R,S)-un}-
aueTnn]-N2-(4-TpudbTopmMeTUndeHMNCynboHUN
)-2,3-(S)-anammHonponaHoBas KWCnoTa;

-[2-{3-(4-bopmammnanHodbeHnn)-n3okcasonmH-5(
R,S)-un}-
auetun]-N2-(2-TpudpTopmeTUndEeHNNCYNbPOHMN
)-2,3-(S)-amamunHonponaHoBas KWCnoTa,

N3
-[2-{3-(4-bopmammnanHodbeHnn)-n3okcasonmH-5(
R,S)-un}-
aueTtun]-N2-(2-cpropdeHuncynsoHunn)-2,3-(S)-
AnaMMHONponaHoBas KUcnoTa;

N3
-[2-{3-(4-popmammanHodeHnn)-n3okcasonmH-5(
R,S)-un}-
aueTtun]-N2-(4-cpropdeHuncynboHunn)-2,3-(S)-
AvamMuHonponaHoBas KWCnoTa;

N2+
3-(4-dbopmamunguHodeHmn)-n3okcasonuH-5(R, S)-
un}-
aueTtun]-N2-(4-metokeudeHuncynsoHun)-2,3-(
S)-gMaMmunHonponaHoBas KUcnoTa,

N>-[2-{
3-(4-dbopmammnguHodeHmn)-n3okcasonuH-5(R,
S)-un} - auetun]
-N2-(2,3,5,6-TeTpameTnndeHnncynbdoHmn)-2,3-
(S)-anamnHonponaHoBas KWUCoTa,

N3-[2-
3-(4-hopmammnanHodeHun)-naokcasonmH-5(R,
S)-un} -
auetun]-N2-(4-ymaHodernncynbdonun)-2,3-(S)-
AnaMrHoNponaHoBas KUcnota;

N3
-[2-{3-(4-popmammanHodeHnn)-n3okcasonmH-5(
R,S)-un}-
auetun]-N2-(4-xnopdeHuncynsonun)-2,3-(S)-4
namuHonponaHoBas KUcnoTa;

N3
-[2-{3-(4-popmammanHodeHnn)-n3okcasonmH-5(
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R,S)-un}-
auetun]-N2-(4-nponundeHunncynbdoHmn)-2,3-(S
)-AnaMnHonponaHoBas KucroTa;

N>-[2-
3-(4-cbopmamugmHodennn)-n3okcazonuH-5(R, S)-
un}-
auetun]-N2-(2-cpeHunaTuncynbdonun)-2,3-(S)-4
namMmHonponaHoBas KUcnoTa;

N3
-[2-{3-(4-bopmamMngmHodeHNN)-N30KCa30INH-5(
R,S)-un}-
auetun]-N2-(4-n3onponundeHnncynsgoHun)-2,
3-(S)-anamuHonponaHoBas KUCroTa;

N3-12-
3-(4-cbopmamugmHodennn)-n3okcazonuH-5(R, S)-
unj-
auetun]-N2-(3-cbeHunnponuncynspoHun)-2,3-(S
)-AnamMuHonponaHoBas KucnoTa;

N3-[2-
3-(4-cbopmamungmHodeHnn)-n3okcasonmH-5(R,S)-
un}-
auetun]-N2-(3-nnpuanncynedonHun)-2,3-(S)-ana
MUWHOMpPONaHoBas KUCNoTa,

N>-[2-{
3-(4-cbopmamumgmHodeHnn)-n3okcazonuH-5(R,
S)-un} - auetun]
-N2-(dbeHnnammnHocynbdoHun)-2,3-(S)-anaMmnHo
nponaHoBas KUCNoTa;

N3-[2-{
3-(4-cbopmamungmHodeHnn)-na3okcasonmH-5(R,
S)-un} - auetun]
-N2-(6eH3nnamumHocynbdoHun)-2,3-(S)-guammHo
nponaHoBas K1cnora;

N3-[2-{
3-(4-bopmamugmHodennn)-nsokcasonunH-5(R,
S)-un} - auetunn|
-N2-(aumeTunammnHocynboHun)-2,3-(S)-anamuH
onponaHoBas KWcnoTa;

N3-[2-
3-(2-pTop-4-bopMamMnanHoeHmM)-N30KCa3onmH
-5(R, S)-un}-
auetun]-N2-(3-metundeHuncynedoHun)-2,3-(S)-
AvamuHonponaHoBas KUCnoTa,

N2+
3-(2-dbopmMamMngmHo-5-NNpnanNHUN)-N30KCa3onnH-
5(R, S)-un}-
auetun]-N2-(n-6ytunokcukapboHun)-2,3-(S)-ana
MUWHOMpPONaHoBas KUCNoTa,

N3-[2-{
3-(2-chopmamMunamHO-5-NNPUANHNN)-N30KCA3OSUH-
5(R, S)-unj}-
auetun]-N2-(3-metundeHuncynscgoHun)-2,3-(S)-
AvamuHonponaHoBas KUCnoTa,

N3-[2-{
3-(3-bopmMamMngmHo-6-NNpUaNHUMI)-N30KCa30NNH-
5(R, S)-un}-
auetun]-N2-(n-6ytunokcukapboHun)-2,3-(S)-ana
MUHOMpPONaHoBas KUCNoTa,

N3-[2-{
3-(3-cbopmamungmHo-6-NMpUANHUMI)-N30KCA30STNH-
5(R, S)-un}-
auetun]-N2-(3-metundenuncynegoHun)-2,3-(S)-
AvamuHonponaHoBas KUCnoTa,

N3-[2-{
3-(4-cdbopmamungmHodeHnn)-na3okcasonmH-5(R,
S)-un} - auetun]
-N2-(cbeHnnamunHokapboHun)-2,3-(S)-guammHonp
onaHoBas KUCMoTa,

N3-[2-{
3-(4-bopmamumgmHodennn)-nsokcasonuH-5(R,
S)-un} -
aueTtun]-N2-(4-doTopdeHnnammHokapboHmn)-2,3-
(S)-guamuHonponaHoBas KUcnoTa;
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N3-[2-{
3-(4-dbopmamnguHodeHmn)-n3okcasonuH-5(R,
S)-un} -
auetnn]-N2-(1-HadbTrnammHokapboHun))-2,3-(S)-
AvamWHoNponaHoBas KUCnoTa;

N>-[2-{
3-(4-bopmammnagnHobeHnn)maokcasonnH-5(R,
S)-un} - aueTun]
-N2-(6eH3nnamunHokapboHunn)-2,3-(S)-gnammHon
ponaHoBas KUcnora;

N3-[2-(
3-(4-bopMmamMmnanHodeHmn)-n3okcasonun-5(R,
S)-un} -
auetun]-N2-(3-6poM-2-TueHnncy nboHun)-2,3-(
S)-AMaMrHONpPonaHoBas K1croTa,

N3-[2-{
3-(4-dbopmamunguHodeHmn)-n3okcasonuH-5(R,
S)-un} -
auetun]-N2-(3-meTnn-2-6eH30TneHnNCcynbOoHNUN
)-2,3-(S)-guamnHonponaHoBas KWCMoTa,

N°-[2-{
3-(4-hopmammnanHodeHun)-naokcasonmH-5(R,
S)-un} - auetun]
-N2-(n306ytunokcukapdoHun)-2,3-(S)-anammHon
ponaHoBas KUcnoTa;

N3-[2-{
3-(4-bopmamngunHodeHnn)-n3okcasonmH-5(R)-u
n} - auetun]
-N2-(n306yTunokcukapboHun)-2,3-(S)-anammHon
ponaHoBas KUCNoTa;

N>-[2-{
3-(4-hopmMamMmnanHodeHnn)-n3okcasonmH-5(S)-un
n} - ayetun]
-N2-(n3obyTtunokcukapboHun)-2,3-(S)-anammHon
ponaHoBas KUcnora;

N3
-[2-{3-(4-popmammanHodeHnn)-n3oKcasonmH-5(
R,S)-un}-
aueTtun]-N2-(2-4mMknonponunaTokcukapboHUn)-2,
3-(S)-gnammHonponaHoBas KUCNoTa,

N3-[2-
3-(4-bopMamMnanHoOdDeHW)-n3okcasonun-5(R)-n
ny -
auetnn]-N2-(2-4mMKnonponnnaTokcukapboHun)-2,
3-(S)-anamuHonponaHoBas KUcnoTa;

N>-[2-{
3-(4-bopMmamMnanNHODEHNN)-N30KCa30NNH-5(S)-1
nj -
auetun]-N2-(2-umknonponunatokcukapboHun)-2,
3-(S)-guammHonponaHoBas KWCNoTa,

N3-[2-
3-(4-ryaHnanHodeHnn)-n3okcasonui-5(R,  S)-un}
auetun]-N2-(n-6ytunokcukapboHun)-2,3-(S)-ana
MUHOMNpONaHoBasa KUCMOTa;

N3-[2-4
3-(4-ryaHnanHodeHnn)-n3okcasonuu-5(R)-nn} -
auetun]-N2-(n-6ytunokcukapboHun)-2,3-(S)-ana
MWHOMponaHoBas KWcnoTa;

N3-[2-
3-(4-ryaHnanmHodeHnn)-n3okcasonuu-5(R)-nn} -
auetun]-N2-(3-metundeHuncynbsgoHun)-2,3-(S)-
AnamuHonponaHosas KUCnoTa,

N3-[2
5-(4-dbopmamnguHodeHmn)-n3okcasonuH-5(R, S)-
un}-
auetun]-N2-(n-6ytunokcukapbonun)-2,3-(S)-aua
MUHOMponaHoBas KucroTa.

[15] Takke ocoOBeHHO NpeAnoYTUTENbHbLIMU
ABMNAOTCHA CrOXHble 3Upbl NponekapcTea
OCOBEHHO  MpPeanoyYTUTENbHbLIX  COeAUHEHWUA
copmynbl Ib, ykazaHHble ahuphbl, BblOpaHHbIE 13
rpynnbl, BKMKOYaKOWENR: MeTun, 3TWUM; nponun,
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nsonponun; MeTVIJ'IKapGOHVIJ'IOKCVIMeTVIJ'I;
3TUNKapPBOHUNOKCUMETUN-;
t-By TunkapboHUNOKCUMETUN-,
LUKNOrekennkapboHNNOKCUMETUN-;
1-(MeTUnKapOOHUNOKCKN)3TUN-,
1-(3TUNKapOOHMMTOKCU)ITUSM-;
1-(t-6y TrnkapBboHUNOKCK)aTUN-; 1
-(unKnorekcnnKkapGOHUNOKCK)3TUN-,
i-NPONMNOKCUKaPOOHNITIOKCUMETUN-;
LIUKNOrekennkapboHUNOKCUMETUN-;
t-6y TMNOKCUKaPOOHUNOKCUMETUN-;
1-(i-nponuNokcnKkapBbOHUNOKCUMETUN)-;
1-(LMKNOreKCUNOKCUKAPOOHWUNOKCH)ITUM-;
1-(t-6y TMNOKCUKaPBOHUMOKCU)ITUNM-;
AUNMEeTUNaMUHOITUN-;, AUSTUNaMUHOITUN-;
(5-meTun-1,3-anokcaunKknoneHTeH-2-oH-4-un)me
T™n-;
(5-(t-6yTrn)-1,3-AnoOKCaLUKIONEHTEH-2-0H-4-11)
MeTun-;
(1,3-anokca-5-peHunn-LnKnoneHTeH-2-oH-4-1n)m
eTun-,
1-(2-(2-meToKcunponun)kapboOHUNOKCK)ITUNM-.
[16] TpeTbe BOMNMOLWEHNE HACTOALWErO
n3obpeteHns  obecneumBaer  COeUHEHUE
cbopmynbl Id

3o

R -U-V

(I

Unu chapmaleBTUYECKU NPUEMNEMYIO COfb
nnn nponekapcrteo U3 Hero,
rie R' BuiBupaetcs w3 R 4(RON-,
R ZR3N(RAN=)C-, RARIHN(RIN=)CN(RD)-,
R2(R3N(CHp)Z-, RAR3N(RN=
)C(CH ) Z-, RZ(R}N(R2N=)CN(R?)(CH2)qZ-,
nunepasnHun-(CHz)qZ- nnu

£ N PN
L) - RZNWZN
Za ERY
R N ¥/ U
N )r \\V »

Z BblbupaeTca U3 CBA3N (T.e. OTCYTCTBYET),
O, S, S(=0) unu S(=0)y;

R2 1 R® HeaaBMCMMO BbIGUpatoTCH M3 H,
C 4-Cqo-ankuna, Cy-Cg-ankeHuna, C3-Cq1-
uuknoankuna, C4-Cq1-  UMKNOAnkunankuna,
C 5—C1o—apmna, C7—C11—apMﬂaﬂKMﬂa, Cy-Cy-
ankunkapbonuna, Cz-Cq4- apunkapboHuna,
C »-Cqo- ankokcukapboHuna, C4-Cqq-
uuknoankokcukapboHuna, Cz-C14-
buymknoankokcukapbonuna, Cz-Cqq-
apunokcukapboHuna nnm
apun(C 4-Cqp-ankokcu)  kapboHuna, Cq-Cq-
ankunkaptoHunokcn(C4-Cy-
ankokcu)kapboHuna, Cg-Cqo-
apunkap6oHunokeun(Cq-Cy4- ankokeun)kapboHuna,
C4-C14- umknoankunkapboHunoken(C4-Cy-
arnkokcu)kapboHuna,

U BbliBupaeTcs U3. ognHapHon cesasu (T.e. U
OTCYTCTBYyET); Cq-Cy- ankuneHa; Co-C7-
ankenuneHa, Cp-Cy-ankuHuneHa, apunewHa,
3aMelLLEeHHoro 0-3 Raa, nupuauneHa,

sameLyeHHoro 0-3 R%:
V BbIGUpaeTca n3: oguHapHoU ceasn (T.e. V
orcytcTeyert); C4-Cy- ankuneHa, 3amelleHHoro

06 R® wum R7; Co-C7- ankeHuneHa,
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samelleHHoro 0-4 R® wnm  R7;  Co-Cy-
ankvHWneHa, samelleHHoro 0-4 R® wnn R7;
deHuneHa, 3amelleHHoro 0-4 R® unm R7;
nupuauneHa, sameleHHoro 0-3 R® unm R7;
nupugasvHuneHa, samelleHHoro 0-3 R unu R7;

X BblbupaeTcs 1U3: ognHapHoOn cBaAsun (T. e. X
oteytetByeT); -(CH2)WC(= ON(R')-; C4-Cy-
ankuneHa, 3amelleHHoro 0-6 R4, R8 unm R15;
CZ-C7- ankeHwneHa, 3amelyeHHoro 0-4 R4,

R & unn R'%; Cp-C7- ankuHuneHa, 3aMelLieHHOro
0-4 R* R&umm R'S;

Y Bblbupaetcs na: TMOPOKCH,
C 1-Cqp-ankokcn,  C3-Cq4-  LMKNOANKUIOKCH,
C ¢-C1p-apunokcw, C7-Cq4- apankunokcuy,

C 3-C1o- ankunkapbOHUNIOKCUANKUIOKCH,
C 3-C1o- ankoKcukapBoHWUNOKCUAKUNIOKCH,
C 2-Cqo- ankokcukapboHunankunokcn, Cs-Cqo-
yuknoankunkapboHunokcuankunokeun, Cs-Cqo-
LMKNOanKoKCUKapBOOHUMOKCUANKUITOKCH,
C 5-C10- LMUKNOANKOKCUKapOOHUNanKUnoKeu,
C 7-C44- apunokcukapboHUNanknnoKkcu,
C g-C4o- apunokcmkapbOHUIOKCHUaNKUNoKeH,
C g-C4o- apunkapBbOHUNOKCUANKUIIOKCH,
C 5-C1o- ankokcuankmnkapboHUNoKCHankunokeu,
Cs-Cio-
(5-ankun-1,3-AnoKca-LuKnoneHTeH-2-0OH-un)MmeTu
noken, C19-Cqa-
(5-apun-1,3-anoKca-LUUKNONEHTEH-2-0H-UN)METU
NOKCH, (R2)(R3)N—(C1—C10—anK0KCV|)—;

R™ 1 W npukpennsiotcs K ofHOMy 4 TOMy
Xe aromy yrnepoga v BasTble BMecTe obpasytoT
CNUpO-KOHAEHCUPOBAHHOE, 5-7-UnNeHHoe KonbLo

dopmynbl

,X\‘ D> ),\
g g p\/':
e\
(G »—F
P

D, E, F n G «Kaxgph He3aBUCUMO
BulbupaeTcs  m3:  C(R %), kapbowuna;
COCTaBNSAIOWEN, coAepxalleh rerepoarom,
BbIGpaHHoi us N, N(R19), O, npu ycnosuu, uto
He Gonee 2 na D, E, F u G asnawotca N,
N(R '3, O, S unu C(=0); unu xe, ceasb Mexay
D wuw  E Ewn F wm F n G B Takom
CNUPO-KOHAEHCUPOBAHHOM Kofblie MOXeT 6biTb
[ABOWHOW CBA3bIO YrNepo - a3oT WUNu ABOWHOWR
CB$3bl0 yrnepos - yrnepos;

R* Buibupaetca m3s H, C 4-Cqg-ankuna,
rmgpoken,  Cq-Cqp-ankokcn, Hutpo, C4-Cqo-
ankunkap6oruna unu -N(R12)R13;

R6 n R’ Kaxabli He3aBUCUMMO BblBupatoTcs

n3 H, C4-Cqp-ankvna, TMAOPOKCH,
C 1-Cqg-ankokem, HUTPO, C1-Cqo-
ankunkapbonuna, -N(R122)R13, LuuaHo,
ranong, CF3 CHO, CO,R%  C(=O)R%?,
CONHR %a CON(R?),, OC(=0)R%,
OC(=0)OR 52 OR®%, 0OC(= ON(R'?),,

OCH ,COaR%, CO,CH,CO,R%, N(R'2),, NO,
NR'™C(= O)R% NR'2C(= 0)OR® NR'%C(=
ON(R'?),,  NR'™2SO,N(R'2),  NR'2SO,R%2,
S(0)pR%,  SO,N(R'™), ~ Cy-Ceankennna,
C 5-Cy-umknoankuna, Cy4-Cqq-

uyuknoankunmetuna, Cg-Cqg-apuna, BbIOGOPOYHO

3amMeleHHoro 1-3 rpynnamu, BblIGpaHHbIMU K3
ranoreHa, Cq-Cg-ankokcu, Cq-Cg-ankuna, CFs,
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S(O)yMe unu -NMe,;, C7-Cq4- apunankuna,
yKa3aHHOoro apuna, dhakynbTaTUBHO
3amMelleHHoro 1-3 rpynnamu, BbiBpaHHbIMU K3
ranoreHa, Cq-Cg-ankokcu, Cq-Cg-ankumna, CFg,
S(O)yMe unn -NMey;, MeTuneHanoKkcH, korga
R 6 ABNgaeTCcqa 3aMecTuTeneM Ha apune;

R62 BuiGupaetcs wn3 C  4-Cy-ankokcy,
C 4-Cg-ankuna, ranoug, CFa, NOp unu NR'2R™3,

R8 Bbibupaetca ua: H; R & C4-Cqp-ankuna,
3amMelleHHoro  0-8 RS: Co-Cqp-ankenuna,
3amMelleHHoro  0-6 RS: Co-Cqo-ankuuuna,
samelleHHoro 0-6 R®  Cs-Cg-umknoankuna,
3amMelleHHoro 0-6 RE: Cs-Cg-LuKnoankeHmna,
3ameLyeHHoro 0-5 RE: apuna, 3ameweHHoro 0-5
RS 5-6-unenHoro reTepoLMKINYECcKOro Konbla,
cogepxauero 1-2 retepoatoma N, O unu S, rae
yKa3aHHbIN reTepoumKn MOXeT 6bITb

HacbllWEeHHbIM, 4aCTU4YHO HacCbIWEeHHbIM U
NONHOCTbIO HeHacbIWEeHHbIM, yKa3aHHbII7I

reTepouunkn sameuyeH 0-5 RS:

R12 y R' nesasucumo sensiotcs H,

C 1-C10—an|<mn, C1-Cio- ankokcukapboHun,
C 1-C1o- ankunkapoHun, C4-Cq0-
ankuncynbgoHun, apun(C4-Cqo-
ankun)cynbOHWUN,  apuncynbgoHun,  apwun,
C »-Cg- ankenun, Cz3-Cqq- yuknoankun, Cy4-Cq4-
uuknoankunankun, Cz-Cqq-apunankun, Co-Cz-
ankunkapGoHun, C7-Cq1- apunkapGoHun,
C 2»-Cqo- ankoKcukapOoHUn, C4-Cq9q-
uuknoankokcukapooHun, Cz-Cqq-
éuymknoankokcukapdoHun, Cz-Cq4-
apunokcukapboHun, reTepoapunkapboHun,
retepoapunankunkaptoHun unu apun(Cq-Cqo-
ankokcu)kapboHWn, rae ykasaHHble apunbl Uin
retepoapunbl akynbtaTuBHO 3amelleHbl 0-3
3aMecTUTenamu, BblIGpaHHLIMU U3 rPYNMbI,
cocrosilern ua. C 4-C4- ankun, Cq-Cy-ankokcu,
ranoua, CF3, NOo;

R5 n R52 nesaBucumo BeIBUpalotcs n3 H,
C ,-Cg-ankun, Co-Ce-ankeHun,

C 3-Cqq-umknoankun, C4-Cqq- LuKNoankmnmeTun,
Cg-C1o-apun, C7-Cq1- apunankun unu
C 1-Cqo-ankun, 3amelleHHbii 0-8 R*:

RS pribupaetcs ua: H; R8 C4-Cqp-ankuna,
3amMelleHHoro  0-8 RS: Cy-Cqp-ankeHuna,
3ameLLeHHOro 0-6 RS: C4-C1o-ankokcu,
samelleHHoro 0-6 R®; apuna, sameleHHoro 0-5

R®: 5-6-unenHoro reTepoLMKINYECKOro Konbla,
cogepxauwero 1-2 rerepoatoma N, O unu S, rae
yKa3aHHOe reTepoUUKNNYEcKoe KOMbLO MOXeT
ObiTb HACbILWEHHbIM, YaCTUYHO HAaCbILLEHHbIM
WX NONHOCTLID HEHACbIWEHHbIM, YyKa3aHHoe

reTepouUuKnMyeckoe Konblo 3ameweHo 0-8
R & C1-C1o- ankokcukapboHuna, aameLLeHHOro
0-8 R8; CO,R®; unm -C(=O)N(R'9)R13;

n =0-4;

p=1-3;
q=1-7;
r=0-3,

npwu yCrnoBUKU, 4YTO N, P, U I BblbpaHbl Tak,
4YTO YMUCMO aTOMOB MeEXy R' U Y HaxoguTcs B
WHTepBane 8-17.

[17] TMpeanodyTUTENbHBLIMWA COEAUHEHUAMN
9TOrO TpEeTbero BOMMOWEHUS SBRATCA
coeguHeHns cdopmynsi I
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©
Rl v ;‘\O (@) )] )k
- \ 2 /x
\ (III>
(G)=F
)

rie  R' BbBupaetcs w3 R 2NH-,
H ,N(R2N=)C-, HoN(R2N=)CNH-,
R 2HN(CH2)qO-, HoaN(R2N=)CNH(CH2)qO-,

nunepaanHnn-(CHy)qO-,
n
I A Y
RN ) N

R2 BulibupaeTcs H, apun(C ¢-Cqo-
arnkokcu)kapboHuna unu C1-Cqo-
ankokcukapBoHuna,

R* Bblbupaetcd n3a H, C 4-Cq4o- ankuna,
rmgpoken, C4-Cqo- ankokcu, Hutpo, C4-Cqo-
ankunkapboHuna nnm -N(R12)R13;

V BblibupaeTcsa U3 oguHapHOW ceaau (T.e. V
orcytctByeT), C4-Cs-ankuneHa, 3ameLleHHOoro

06 R® wumm R’; CxCy ankeHwneHa,
samelleHHoro 0-4 R® wmm  R7; Cp-Cy-
ankMHMneHa, samelleHHoro 0-4 R® wnn R7;
ceHuneHa, sameujeHHoro 0-3 R® wnm R
nMpuanneHa, sametyeHHoro 0-3 R® urm R”:
nupuaasvHuneHa, samelleHHoro 0-3 R® unm R7;
X Bblbupaetca wu3: -(CH z)nC(=O)N(R12)-;
C -C-ankunewHa, 3amelleHHoro 0-1 R4: Co-Cy-
ankeHuneHa nnn Cy-C7- ankuHuneHa:

Y BblGMpaeTcs na: rMAPOKCH,
C 1-Cqp-ankokcn, Cz-Cq4-  LMKNOANKUAMIOKCH,
C s-C1p-apunokcu, C7-Cq1- aparnkunokcu,

C 3-C1o- ankunkapbOoHUNOKCHUANKUIOKCH,
C 3-C1¢- ankokcnkapOOoHWUNOKCUAKUIOKCH,
C »-C4o- ankokcukapboHunankunokcu, Cs-Cqo-
LMKNOanKMnkapboHUNOKCUanKUNoKCH,
C 5-C4¢ LMKNOANKOKCUKapBOHWUNOKCUAMNKUNOKCH,
Cs-Cqo- LUnKNoankokcukapboHUnankunokeu,
C 7-C44- apunokcnkapboHUNanknnoKkcu,
C g-C12- apunokcmkapbOoHUIOKCHUaNKUMoKeH,
C g-C12- apnnkapBbOHNNOKCHUANKUIIOKCH,
C 5-C1¢- ankokcnankmnkapboHUNoKCHankunokeu,
Cs-C1o-
(5-ankun-1,3-AnoKca-LuKnoneHTeH-2-0H-un)MeTn
nokeu, C19-Cq4-
(5-apun-1,3-AMoKca-LUKNONEHTeH-2-0H-UN)MeTH
NOKCH;

Z BbIbupaetca 13 O unu CHy;

D, E, F un G «Kaxgblh HesaBUCUMO
BblbUpaetcs na: CH kapboHuna,

COCTaBNALWENR, coaepxaleh rerepoaTom,
BblbpaHHoW 13 N, NH, O, npu ycnosuu, 4to He
6onee 2 n3 D, E, F n G asnawtca N, NH, O unu
S; unn xe, cea3b mexagy DM E, EMFunnF un
G B TakoOM CMMPO-KOHAEHCUPOBAHHOM KOnbLe
MoxeT ObITb ABOWHOW CBA3LIO yrnepog - asoT
WN1 ABOMHOW CBA3bIO YINEPOA - YrNepos,

R6 n R’ Kaxabli He3aBUCMMO BblbupatoTcs

n3 H, C4-Cqp-ankvna, TMAOPOKCH,
C 1-Cqo-ankokcu, HUTPO, C1-C1o-
ankvnkap6onuna, -N(R'2)R'3,  umaHo unm
ranova;

R'2 n R' HesaBucumo BbIGUpatoTes U3 H,
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C -Cqo-ankuna, C4-Cqo- ankokcukapGoHuna,
C 1-Cqo- ankunkapboHuna, C1-C1o-
ankuncynsdgoxuna, apun(C4-Cqo-
ankun)cynbdoHuna, apuncynsoHuna,
reTepoapunkapboHuna,

reTepoalenanKmnKap60HV|na nnn apuna,;
n = 0-4;

p=1-3;
q=1-7,
r=0-3,

npv YCNOBWU, 4YTO N, p, U T BbIBpaHbl Tak,
4TO uncrio atoMoB Mexay R' v Y Haxoautes B
WHTepBane 8-17.

[18] Bonee npeanoYTUTENbHBIMU
COENHEHUAMU 3TOrO TPETbEero BOMMOLEHUS
ABNAOTCA coeguHeHus copmynsl I, rae R L
9T0 R2NHC(=R%)- u V - 910 beHun unm

nmpunann nnum R1 - 9TO

£
L)
n
Za
R N
V - 370 oavHapHaa cBasb (Te. V
OTCYTCTBYET);
n=1wunu2;

X - 310 C4-C4-ankvneH, 3amelleHHbIn 0-1 R4

Y BbIbUpaeTtcs ua:

rugpokcn Cq-Cqp-ankokeu;
MeTUNKapOOHUNTOKCUMETOKCH-,
3TUNKapPBOHUNOKCUMETOKCHU-,
t-6y TMNKapOOHUNOKCUMETOKCH-,
LMKNorekcunkapOoHUNOKCUMETOKCH-; 1
-(MeTunKapOOoHUMNOKCKH)3TOKEK-; 1
-(3TUNKapPOOHMIOKCU)ITOKCK-; 1
-(t-6y TMNKapOOHMNOKCN)3TOKCHK-; 1
-(UunKoreKcnnKapBoHMNOKCHU)ITOKCH-;
i-NPONUNOKCUKaPOOHUNOKCUMETOKCH-;
t-6y TMNOKCMKapOOHUNTOKCUMETOKCU-,
1-(i-nponunokcukapBOHUNOKCK)3TOKCK-; 1
-(MKorekCUNoKCUKapBbOHUNOKCU)aTOKCK-; 1-(t-
By TMNOKCUKapPBOHUNOKCHN)3TOKCH-,
AVMETUNAMUHOSTOKCH-;  ANSTUNAMUHOSTOKCH-,
(5-meTnn-1,3-AnoKcaumKnoneHTeH
-2-OH-4-UN)METOKCH-,
(5-(t-6yTnn)-1,3-AnOKCaLUKIONEHTEH
-2-OH-4-UN)METOKCU-;
(1,3-anokca-5-peHnn-ymknoneHTeH
-2-OH-4-un)meTokcn-, 1 -(2-(2-mMeTokcUnNponun)
KapOOHMMOKCU)3TOKCK-,

R'2 n R'3 kaxabiii HE3aBUCUMO BLIGUPAETCS
n3 H, C4-Cg-ankuna, C4-Cy4- ankokcukapboHuna,

C4-Cy- ankunkap6oHuna, C4-Cy-
ankuncynsgoHuna, apvn (C4-Cy4-
ankun)cynbdoHuna, apuncynsoHuna,
reTepoapunkap6oHuna,

retepoapunankvnkapboHuna wnu apuna; v

R13.sto H.

[19] OcobeHHOo npeanoYTUTENbHBIMU
COEMHEHUAMU STOTO TPETbEero BONMOLEHUA
ABNAOTCA COEAMHEHUA UNKU bapMaLEeBTUYECKU
npueMnemas conb WNW nponekapctTea U3 HUX,
BblGpaHHble 13:

5(R,S)-3-(4-amunagnHodeHun)-
8-(2-kapbokcnatun)-1-okca-2,8-gnasacnupol4.4]
HOH-2- eH-7,9-AW0oH;

5(R,
S)-3-(4-amuanHodeHun)-8-(3-kapbokeunponun)-
1 -okca-2,8- guasacnupo[4.4]HOH-2-eH-7,9-ONO0H;

5(R,S)-3-(4-amnanHodeHun)-8-(2-
KkapbokcnaTun)-1-okca-2,8-gnasacnupol4.4]
HOH-2- eH-5-0H;

5(R,
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S)-3-(4-amunanHoceHun)-8-(3-kapbokeunponun)-
1 -okca-2,8- guasacnupo[4.4]HOH-2-eH-5-0H:

5(R,S)-3-(4-amngnHodeHun)-8-(2-
KapbokcnaTun)-1-okca-2-azacnmpol[4.4]HoHa-2,8-
ONeH-5-0H;

5(R, S)-3-
(4-ammamHodbeHun)-8-(3-kapbokecmnponmn)-1-oke
a-2-azacnupo[4.4] HoHa- 2,8-gneH-5-0H;

5(R,S)-3-(4-ammnanHodbeHnn)-8-(2-kapbokcna
T]n)-1- okca-2,8-anasacnupol4.4] nek-2-
eH-7,9-AV0H;

5(R, S)-3-(4-
aMmanHodeHun)-8-(3-kapbokcunponun)-1
-okca-2,8-anasacnupol4.4]aek- 2-eH-7,9-AU0H;

5(R,S)-3-(4-ammnanHobeHnn)-8-(2-kapbokcma
Tnn)-1- okca-2,8-guasacnupo[4.4] aek-2-eH-5-0H;

5(R, S)-3-(4-ammnanHodeHun)-
8-(3-kapbokcunponun)-1
-okca-2,8-anasacnunpol4.4]aek-2-eH-5-0H;

5(R,S)-3-(4-ammnanHodeHnn)-8-(2-kapbokcua
TUN)-1-okca-2-
asacnupol[4.4]aeka-2,8-aneH-5-oH;

5(R,
S)-3-(4-amunanHodeHun)-8-(3-kapbokcunponun)-
1- okca-2-asacnupol[4.4] peka-2.8-gueH-5-oH;

5(R,S)-3-(4-ammnanHodbeHnn)-
8-(2-kapbokcuaTtmn)-1-okca-2,8-guasacnupo(4.4]
yHAOEK-2-eH-7,9-AN0H;

5(R,
S)-3-(4-amnanHodeHun)-8-(3-kapbokeunponun)-
1 -okca-2,8-
anasacnunpo(4.4]yHaek-2-eH-7,9-0U0H;

5(R,S)-3-(4-amnanHodeHnn)-8-
(2-kapbokecnatun)-1-okca-2,8-guasacnupol4.4]
YHOEeK-2-eH-5-0H;

5R,
S)-3-(4-ammnanHoeHun)-8-(2-kapbokeunponun)-
1 -okca-2,8- gmasacnupol4.4]yHaek-2-eH-5-0H;

5(R,S)-3-(4-amngnHodeHun)-8-(2-
KapbokcnaTun)-1-okca-2-azacnupol4.4lyHaeka-2,
8-AneH-5-0H;

5(R,
S)-3-(4-amunanHoeHun)-8-(3-kapbokeunponun)-
1-okca-2- asacnupo[4.4] yHaeka-2,8-gueH-5-0H;

5R, S)-3-[2-(nunepuanH-4- nn)aTun]j
-8-(2-kapbokcnaTtun)-1-okca-2,8-anasacnupol4 .4
JHOH-2-eH- 7,9-AWOH;

5(R,S)-3-[2-(nunepnanH-4-un)atun]-8-(3-kap
6okeunponun)-
1-okca-2,8-gnasacnupo(4.4]HoH-2-eH-7,9-A1O0H;

5(R, S)-3-[2-(nunepnanH-4-un)atun]
-8-(2-kapbokcuatun)-1-okca-2,8-
anasacnnpo[4.4]HoH-2-eH-5-0H;

5(R,  S)-3-[2-(nunepuaunH-4-un)stun]  -8-
(3-kapbokcunponwun)-1-okca-2,8-guasacnupo[4.4]
HOH-2-eH-5-0H;

5(R,S)-3-[2-(nunepnanH-4-1un)atun]-8-(2-kap
6okenatun)-1-
okca-2-aszacnunpo[4.4]HoHa-2,8-aneH-5-0H;

5(R, S)-3-[2-(nunepnanH-4-
un)atun]-8-(3-kapbokcunponun)-1-okca-2-a3acnu
po[4.4]HoHa-2,8- aneH-5-0H;

5(R,S)-3-[2-(nunepnanH-4-1un)atun]-8-(2-kap
6okenatun)-1-
okca-2,8-gunasacnupol4.4)aek-2-eH-7,9-4U0H;

5R, S)-3-[2- (NMNepuanH-4-un)atun]
-8-(3-kapbokeunponun)-1-okca-2,8-
Anasacnunpol[4.4]aek-2-eH-7,9-AN0H;

5R, S)-3-[2-(nunepuanH-4- un)atun]
-8-(2-kapbokcnaTun)-1-okca-2,8-anasacnunpo(4.4
laeK-2-eH-5- oH;

5(R, S)-3-[2-(nunepnanH-4-nn)atun]
-8-(3-kapbokcmnponun)-1-okca-
2,8-gpnasacnunpol4.4]aek-2-eH-5-0H;

5(R, S)-3-[2-(nunepnanH-4-
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un)atmn]-8-(2-kapbokenaTun)-1-okca-2-azacnmpo
[4.4]neka-2,8-guenH- 5-oH;

5(R, S)-3-[2-(nunepnanH-4-un)aTun]
-8-(3-kapbokecunponun)-1-
oKkca-2-a3acnupol4.4]aeka-2-eH-5-0H;

5(R, S)-3-[2-(nunepnanH-4- un)atun]
-8-(2-kapbokcunatmn)-1-okca-2,8-guasacnupol4 .4
JyHaek-2-eH- 7,9-OM10H;

5(R,S)-3-[2-(nnnepnanH-4-nn)atun]-8-(3-kap
6okecunponun)-
1-okca-2,8-guasacnupo[4.4]yHaek-2-eH-7.9-AN0H:

5(R, S)-3-[2-
(NUnepunanH-4-un)atmn]-8-(2-kapbokcuaTun)-1-oK
ca-2,8- avnasacnupol4.4]yHaek-2-eH-5-0H;

5(R, S)-3-[2-(NnnnepuanH-4-un)atmn] -
8-(3-kapbokcunponun)-1-okca-2,8-amnasacnupol4.
4lyHaek-2-eH-5-0H;

5(R, S)-3-[2-(nunepnanH-4-nn)atmn]
-8-(2-kapbokenatun)-1-
okca-2-asacnupol4.4lyHaeka-2,8-aneH-5-0H;

5(R, 8)-3-[2-(nunepnanH-4-
un)atun]-8-(3-kapbokecunponun)-1-okca-2-a3acnu
po[4.4lyHaeka-2,8- AneH-5-oH:

5(R, S)-3-(4-amunanHodeHun)-8-[2-
(6eH3nnokcmkapboHNNaMNHO)-2-kapboKCnaTun]-
1-okca-2,8- aunasacnupol[4.5]aek-2-eH.

[20] YeTBeproe  BOMMOLWEHWE  3TOrO
n3obpeteHuns obecnednmBaeT CoeAUHEHWUA
cbopmynbl 1

15
14R 4 b
R\

m _y
-X
1 /ri/o <I>

R -U-V
’

N chapMaLeBTUYECKU NPUEMIIEMYIO COMb
WNW NponekapcTea W3 HuX,

roe R' Boibupaercs ua: R 2(R3N(CH)Z-,
R 2(RHIN(R2N=)C(CH)qZ-.
R Z(R3)N(R2N=)CN(R?)(CH,)qZ-,
nunepa3nHun-(CH)gZ- unu

Lo
L s
Z

RZN ¥/
N

Z Bblbupaetca uz O, S, S(=0), S(=0)o;

RZ u R® HesaBucuMO BbIGUpaloTCa U3 H,
C 4-Cqo-ankuna, Cy-Cg-ankeHuna, C3-Cq1-
uuknoankuna,  C4-Cq4-  UMKNoOAnkunankuna,
C §-Cqp-apuna, C7-Cqq-apunankun, Co-C7-
ankunkapbonuna, Cz-Cq4-  apunkapboHuna,
C 2-Cqo- anKokcukapboHuna, C4-Cq1-
uuknoankokcukapboruna, C7-Cq4-
GuunknoankokcukapboHuna, C7-Cqq-

apunokcukapboHuna unu apun(Cq-C1o-
ankokcu)kapboHuna, Cq-Ce-
apunkap6oHunokeun(Cq- Cy- arnkokcu)

kapbonuna, C4-Cq1-
uuknoankunkaptoHunoken(C4-Cy-

arnKokcu)kapboHuna,
U npucytcTByeT  HeobsAsaTtenbHO WU
BblbupaeTtca n3 C 1-C7-ankuneHa,

C o-C7-ankeHuneHa, Cy-C7-anknHunexa,
apuneHa vmnu nupugnneHa;

V BblbMpaeTca na. ognHapHon ceasm (t.e. V
orcytcTByeT), Cq-Cy-ankuneHa, 3amelleHHoro

0-6 R® um R7; CyCrankeHuneHa,
3amMelleHHoro  0-4 R® uwm R Co-Cy-
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ankMHUneHa, samelleHHoro 0-4 R® unm RY;
cbeHuneHa, 3ameleHHoro 0-4 R® unn R7:
npuauneHa, sameleHHoro 0-3 R® unn R7,
nupuaasvHuneHa, samelleHHoro 0-3 RS unu R7;

W - a10 -(apun)-Z'-, roe ykasaHHbIA apun
3amelleH 0-6 R unm R7;

z BbiOMpaeTca 13 oguHapHOW cBA3N (T.e.
z! orcytcryerT), -CHp-, O unn S,

X BbIBUpaeTca U3 oguHapHol cea3m (T.e. X
otcytctByeT), Cq-C7- ankuneHa, 3ameLeHHOoro
0-6 R* R8® unm R Cp,-Cy- ankeHunewa,
sameljeHHoro 0-4 R4, R® unu RS C,-Cs-
ankuHuneHa, samelleHHoro 0-4 R4, R8 unn R15;

Y Bblibupaetca w3 rugpokcn, C 1-Cqo-
arnkokcu, C3-Cq1- LMKIOanKunoKcu,
C g-Cp-apunokcu, C7-Cy4- aparnkunokcu,
C 3-C4¢- ankmunkapbOoHUNOKCHANKUIOKCH,

C 3-C4¢- ankoKcnkapOoHWUNOKCUANKUNIOKCH,
C 2-C1o- ankokcukapboHunankunokcu, Cs-Cqo-
yuknoankunkapboHunokcuankunokeu, Cs-Cqo-

LIMKNOanKoKCUKapOOHUMOKCUANKUITOKCH,
C 5-C10- LMUKNOANKOKCUKaPOOHUNanKUNoKeu,

C 7-Cq4-  apunokcukapboHunankmnokcn, Cg-
C 12- apynokcukapOoHUNOKCUANKUIIOKCH,

C g-C4o- apnnkapBoHNNOKCUANIKUIOKCH,

C 5-C4¢- ankokcnankmnkapboHUNoKCHUankunoKkeu,
Cs-Cqo- (5-ankun-1,3-
ANOKCa-LUKMONEHTEH-2-0H-WI)  METUIOKCH;

C 10-C14- (5-apVIJ'I-1 ,3-
,CI,I/IOKC‘a—Ll,MKJ'IOI'IEHTEH—Z—OH—VIJ'I) METWUINOKCH,

(R A(R3N- (C1-C1o- anKkokcu)-:

R4 Bblbupaetca u3 H, C 4-Cqg-ankuna,
rmgpoken,  Cq-Cqg-ankokcu, Hutpo, C4-Cqo-
ankunkap6oruna unv -N(R12)R 13,

R6 n R’ KaxablA He3aBUCUMO BbibUpaloTcs
ma H, Cq-Cq9 ankuna, rugpokcn, C4-Cqo-
ankokcn, Hutpo, C4-Cqo- ankunkapboHuna,
NR 1R ypaHo, rano, CF3 CHO, CO,R%,
C(=0)R%, CONHR® CON(R'), 0OC(=0)R%,
OC(=0)OR5%2,  OR®%  OC(= O)N(R'?),,
OCH ,CO,R%, CO,CH,CO,R®, N(R'2),, NO,,

NR'2C(=0O)R 52, NR'2C(= O)OR52,
NR 2C(=0)N(R12),, NR2SO,N(R 12),,

NR 1280,R%2, S(0O)pR% SO,N(R 19,
C ,-Cg-ankenuna, C3-Cq4- uuknoankuna,

C 4-C44- umknoankunmetuna; Cg-Cqg-apuna,

daKynbTaTUBHO 3aMELLEHHOro ranoreHomM,
ankokcu, ankunom, CFj3, S(O),Me unu -NMey;
unn C7-Cqq-apunankuna, ykasaHHOro apwuna,
dakynbTaTUBHO  3aMELLEHHOro  ranoreHom,
ankokeu, ankunom, CFa, S(O),Me nnu -NMey;

R® BuibupaeTcs na: H; R & Cy-Cyg-ankuna,
sameljeHHoro 0-8 RS, Cx-Cqo- ankeHuna,
3amelleHHoro  0-6 RS; Cy-Cqp-ankvHuna,
3amelieHHoro 0-6 RG; C3-Cg- uuKknoankuna,
3ameleHHoro 0-6 R8: Cs-Ce- Uuknoankenuna,
samellerHoro 0-5 R®: apuna, samelyeHHoro 0-5
R®: 5-6-uneHHoro reTepoLMKINYeckoro Konbua,
cogepxallero 1-2 rerepoatoma N, O unu S, rae
yKa3aHHbIA reTepoLumkn MoXeT 6bITb
HaCbIWEeHHbIM, YaCTUYHO HAaCbIWEHHbIM  UnK
NOMHOCTbIO HEeHacChbILWEeHHbIM, yKa3aHHbI
reTepouumkn 3amelleH 0-5 RS:

R™ n R'™ Hesasucumo sensiotcs H,
C 4-C,g-ankunom, Cq-Cqo- ankokcukapboHunom,
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C1-Cqo- ankunkapboHUnom,
ankuncynbgoHunom, apun(C4-Cqo-
ankun)cynbOHUNIOM, apuncynbOHUNIOM,
apunom, C,-Cg ankeHWnom, C3-Cy4-
uuknoankunom, Cyq-Cqq-

yuknoankunankunom, Cz-Cq4-  apunankunom,
C 2-Cy- ankunkapboHUnom, C7-Cq1-
apunkap6boHunom, Co-Cqo- ankokcukapboHUNoMm,
C4-Cq4-  umknoankokcukapGoHunom, Cz-Cq4-
éuymknoankokcukapboHunom, Cz-Cq4-
apurnokcukapboHunom, reTepoapunkapboHunom,
reTepoapunankuikapboHunom  unu

apun(C 1-Cqo- ankokcu)kapboHUIOM,;

R' Bbibupaetca u3 H, C 1-Cig-ankvna,
C ,-Cqo-ankeHuna, Co-Cqo- ankuHuna,
C 1-Cqo-ankokcu, apuna, retepoapuna unu
C 1-C4o- ankokcukapboHuna, COzR5 win - -
C(=ON(R')R3;

RS n R% hesaBucuMo BbiBUpaloTcs W3
Bogopoda, rugpoken, Cq-Cg-ankuna, Co-Ce-
ankeHuna, Cz3-Cqq- uuknoankuna, Cyg-Cqq-
uuknoankunmetuna, Cg-Cqp-apuna, Cyz-Cqq-
apunankuna unu C4-Cqo- ankuna, aameLeHHoro
0-8 R%;

R'® Bhibupaetca u3: H; R® C4-Cyg-ankvna,
sameljeHHoro  0-8 R®  Cp-Cqp-ankenuna,
3aMeLLEeHHOro 0-6 Rs; C4-C1o-ankokcm,
3amelleHHoro 0-6 R®; apuna, samelyeHHoro 0-5

R®: 5-6-unenHoro reTepoLMKIUYECKOro KonbLa,
cogepxauwero 1-2 rerepoatoma N, O unu S, rae
yKasaHHOe reTepoUUKNUYecKoe KOoMbLo MOXeT
OblTb HACbILEHHbIM, YaCTUYHO HAaCbILWEHHbIM
WX MNOMNHOCTbID HEeHaCbIWEHHbIM, yKasaHHoe
reTepouuknuyeckoe Konblo 3ameweHo 0-5
R & C1-C1p- ankokcukapboHuna, 3ameLleHHoro
0-8 R®; CO,R® unu - C(FON(R'R13;

n =0-4;

q =27,

r=0-3;

npy yCroBWKW, YTO N, q U r BbibpaHbl Tak,

4To uucno atomos Mmexay R' v Y npumepHo
8-17.

[21] MpeanoytTUTENBHBIMU COSAUHEHUAMMU
3TOr0 YEeTBEPTOro BOMIOLWEHUS ABNSAIOTCH Te
coeanHeHus copmynbl 1V

14 b
R Z
~ —X—u
-~
1 /rff’o

R -v CIV)

rae R' Boibupaetcs ua R 2HN(CH2)qO-,
R 2HN(R2N=)C(CH2)qZ-,
nunepa3nHun-(CH 2)qZ- nnu

Lk

LJa

z
R N %
VR
Z-9310O;
R? Buibupaetcs w3 H, apun(C ¢-Cqo-
ankokcu)kapboHuna, Cq-Cqo-

ankokcukapboHuna;
V BbIGMpaeTca n3: ognHapHou ceasn (T.e. V
otcytereyeT), Cq-Cy-ankuneHa, 3amelLeHHOro

06 R® wumu R7; CyCy- ankenunexa,
3aMeLLEHHOro 0-4 R6 unu R7:

C1-Cio-
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C 2-C7-aI'IKMHVIﬂeHa, 3aMelLEeHHOoro 0-4

R& unm R7; deHuneHa, 3sameuleHHoro 0-3
R® wmm R7; nupuauneHa, sameleHHoro 0-3
R © umm R7; nupuaasunHwuneHa, samelleHHoro 0-3
R® unu R7:

Z" BbIBVpaeTCcH M3 oaMHApPHOW cBA3U (T.e.
z! otcytcTByeT), O nnn S;

X BbIbUpaeTca U3: oguHapHo! cBa3n (T.e. X
orcytctByeT). C4-Cy-ankuneHa, 3ameLleHHOro
0-6 R* R8® unu R': Cp,-Cy- ankeHunewa,
sameljeHHoro 0-4 R4, R® unu R C,-Cs-
ankuHuneHa, samelleHHoro 0-4 R4, R8 unm R1®:

Y BblbupaeTcs 13 rMOPOKCHU,

C 1-Cqp-ankokcn, C3-Cq4-  LMKNOANKUAMIOKCH,
C-C1o- apunokcun, C7-Cqq- apankunokcu,
C 3-C1o- ankmunkapboHUNOoKCHanNKUNoKeH,

C 3-C4¢- ankoKcukapBOoHWNOKCUAKNNIOKCH,

C »-C4¢p- ankokcukapboHunankunokcu, Cs-Cqo-
yuknoankunkapboHunokcuankunokeu, Cs-Cqg-
LIMKNOanKOKCUKapOOHUNOKCUANKUMOKCH,

C 5-C1o- UMKNOanKokcukapboHNUNanKunoKeu,

C 7-C44- apunokcukapbOoHUNanknnoKkcu,

C g-C12- apunokcmkapboHUIOKCHanNKUmnoKen,

C g-C12- apnnkapBOHNNOKCUANMKUIOKCH,

C 5-C4¢- ankokcnankmnkapboHUNoKCHnankunoken,
Cs-C1o-
(5-ankun-1,3-guokca-UnUKNONeHTeH-2-0H-
WUN)METUNOKCH unu C10-C14-
(5-apun-1,3-gnokca-
LUKIMTONEHTEH-2-0H-UIM)METUMOKCH,

R* Bblbupaetca u3 H, C 4-Cqg-ankuna,
rmgpoken,  Cq-Cqg-ankokcn, HuUtpo, C4-Cqo-
ankvnkap6onuna unu -N(R'9)R13;

R6 u R’ Kaxablii He3aBUCUMO BbIBUpaloTCS
n3 H, Cq-Cqp-ankuna, TMOPOKCHU,
C 1—C10—aﬂKOKCI/1, HUTPO, C1—C10—
ankunkapbonuna, - N(R'9)R 13, ynaro, ranoua;

RS Bblbupaetca u3. H, C 41-Cqp-ankuna,
C ,-Cqp-ankennna, Cs-Cg-umknoankuna, Cs-Ce-
UuKrnoankeHuna, apwna, 5-6-uneHHoro
reTepoLUKIMYEecKoro Konbla, cogepxawero 1-2
retepoatoma N, O unu S, rge yKasaHHbIA
retepouukn  MoxeT  6blTb  HaCbIWEHHbIM,

YacCTU4YHO HacbllWEeHHbIM nnun MNONHOCTbIO
HeHacbllWeHHbIM]

R'2 u R nesasucumo BeiBUpaioTcs U3 H,
C -Cqo-ankuna, Cq-Cqo- ankokcukapboHuna,
C 1-C1o- ankunkapboHuna, C1-Cqo-
ankuncynecoHuna, apun(C4-Cqo-
ankun)cynbgoHuna, apuncynbgoHuna,
reTepoapunkapbonuna,
reTepoapunankunkapboHuna wnu apuna;

R™ Buibupaetcs u3 H, C 4-Cig-ankvna,
C ,-Cqp-ankenuna, Co-Cqo- anknHuna,
C ¢-Cqip-ankokcw, apwna, retepoapuna unu
C 1-C4o- ankokcukapboHuna, COZR5 unu
C(=ON(R')R13;

R® BbiBupaetca 13 sogopoga unu C 4-Cqo,
3amelleHHoro 0-6 R*

n=0-4,

q=27,

NpW YCroBWMK, YTO N U q BbIOpaHbl Tak, 4To
4UCNO aToOMOB MeXay RT"ny HaxoguTcsa B
WHTepsane 8-17.

[22] Bonee npeanovTUTENbHBIMU
COEMHEHUAMM 3TOrO YETBEPTOro BONSOLEHUA
ABNAKTCA Te coeguHeHns opmynebl 1V,

rae R - 370 RZHN(CH2)qO- unu
o

N
2
R N
5
V - a10 Cq-Cz-ankunneHa;
Z' - opuHapHas cea3b (Te. z! OTCyTCTBYyET)
vnu O;
10 X - C4-Cgz-ankuneHa, samelleHroro 0-1 R4;
Y BblbupaeTtcs na: TMOPOKCH;

C 1-Cp-ankokcu; MetunkapboHUNOKCUMETOKCH-;
3TUNKaPOOHUNOKCUMETOKCH-,

t-By TMNKapPOOHUNOKCUMETOKCH-;
LMKNorekeunkapboHUNOKCUMETOKCH-; 1-

75 (MeTUNKapOOHMMOKCK)3TOKCH-;
1-(3TUNKapBOHUNOKCU)3TOKCU-;
1-(t-By TMNKapPOOHNNOKCK)ITOKCK-; 1
-(UunKnorekcnnNkapBoHWUNOKCKU)ITOKCU-; i-
NPONUNOKCUKaPOOHUNTOKCUMETOKCH -,
t-By TUNOKCUKAPOOHUNOKCUMETOKCH- |

20 A-(i-npONUNOKCUKAPBOHUMNOKCN)3TOKCH-: 1 -

(LMKNOreKCUNOoKCUKapOOHUNOKCH)3TOKCU-; 1-(t-

By TUNOKCUKaPOOHUMOKCHU)3TOKCH-,

AVMMETUNaMUHOSTOKCU-;  ANSTUNAMUHOSTOKCH-,

(5-meTun-1,3-AnoKcaunKnoneHTeH -2-0H-4-

UN)METOKCK-

(5-(t-6yTUKN)-1,3-gMOKCaUMNKIONEHTEH -2-OH-4-

un)metokeu-; (1,3-anokca-5-cpeHun-

LMKNONEHTEH-2-0H-4-UN)METOKCH-,

1-(2-(2-meToKkeunponun) KapbOHUMTOKCK)3TOKCH-,

R12 u R'3 Heaasvcumo BbiBUpatoTcs M3 H,

30 C -Ceanknna, Cq-C4-  ankokcukapboHuna,
C 1-Cy4- ankunkapboHuna, C1-Ce-
ankuncynsdonuna, apun(C4-Cy-
ankun)cynbgoHuna, apuncynbgonuna,
reTepoapunkapboHuna,

35 reTepoapmnanKmnKapGOHmna nnn apuna;

R H.

[23] OcobeHHOo npeanouTUTENbHBIMU
COEMHEHUAMW 3TOTO YETBEPTOro BOMMOLLEHUS
ABMNAOTCA COEAUHEHUA UMK bapMaLEeBTUYECKU
npuemMnemas conb Wnu NponekapcTea U3 HUX,

40  BblbpaHHble U3:

5(R,
S)-4-[3-(NUnepuanH-4-1n)oKCUMETUNNIOKCA30NU
H-5-unjrngpokopuyHas KucnoTa,

5(R,S)-4-[3-(2-aMWHO3TOKCUMETNN)N30OKCA30n
WH-5- unjrmgpokopryHas Kucnora:

d 5(R, S)-4-[3-(3-
aMUHOMPOMUIOKCMMETUN)N3OKCA30NUH-5-nn]rng
POKOpUYHaaA Kucnota:

5(R,
S)-4-[3-(NunepunanH-4-Un)oKCUMETUNN3OKCA30NU

50 H-5- nn]deHoKCHMYyKCyCcHasa KUCnoTa,

5(R, S)-4-[3-(2-
aMUHO3TOKCUMETWN)N30KCA30NNH-5-UNJdeHoKCH
YKCYCHas Kucnora,

5(R,

S)-4-[3-(3-aMMHONPONUNOKCUMET UM)N30OKCA30SNH

55  -5-Un] beHOKCUYKCyCHas Kucnora.

[24] MaToe BoONNOLWEHWE 3TOTO N306pPETEHNUS
obecneunBaeT coeguHeHne dopmynbl |

15

124 »
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5
60 3 3
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1 /r‘l/o I

R -U-V

25

U chapMaLeBTUYECKU NPUEMIIEMYIO COMb
UNW NPONeKapcTBO W3 Hero,
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0

rae b - aTo ogvHapHas unu ABoliHas CBA3b;
R!'  Bobupaetcs 3 R 2(RIN-,
R ZR3N(R3N=)C-, R(R3)N(CH2)qZ-,
R AR3N(RN=)C(CH2)qZ-,

(CH_> Z- (CH_ > Z-
2 n (\/ 2 n
Za Za \)

RN 4 . RN
)
xr
unu
J(CH > Z-
(CH_> )
mn
2a3/ r
R RN

Z BbIbUpaeTcs U3 cBA3M (T.e. OTCYTCTBYyeET),
O, S, S(=0) nnu S(=0)y;

R2 n R® HesaBWcMMO BbIGUpaeTcs U3 H,
C 4-Cqo-ankun, Co-Cg-ankeHun, C3-Cq1-
LMKIoankun, C4-Cqq- LuKrnoankunankun,
C-C1o- apwn, C7-Cqq- apunankun, Cop-Cz-
ankunkapboHun, C7-Cq4- apunkap6boHun,
C 2-C1o- ankokcukapboHun, C4-C11-
yuknoankokcukapboHun, C7-Cq4-
GuymknoankokcukapboHun, C7-Cq4-
apunokcukapboHun, apun(Cs-Cqo-
ankokcu)kapboHun,
ankunkap©OOHWNOKCUANKOKCUKapOOHUN 1nu
ankokcMkapBoHUNOKCUankokeukapboHun,
C 1-Cg- apunkapboHunokcn(Cq-Cy-
ankokcun)kapbonun, Cg-Cqo-
apunkap6oHunoken(Cq-Cy-
ankokcu)kapboHun, Cy4-Cq4-
yuknoankunkapboHunokcn(C4-Cy-
arnkKokcu)kapboHuUn;,

R22 - 510 R2 unu R2(R3N(RZN=)C:

U BblbupaeTcs 3. oguHapHoW ceasum (T. e. U

He NPUCYTCTBYET), -(C4-Cy-ankun)-,
-(C »-C-ankeHun)-, -(Cx-Cy- ankuHUN)-,
-(apun)-, 3aMeLLeHHbIR 0-3 Réa unu
-(Npnaunn)-, 3aameLeHHsIR 0-3 RSa:

V BbIBUpaeTca U3: oanHapHoOM ceasu (T.e. V
He NPUCYTCTBYET); -(C4-C7- ankun)-,
3aMelleHHbln  0-3  rpynnamu,  He3aBUCUMO
BbiGpaHHbMM M3 R®  wunm R7: -(Cp-Cy-
ankeHun)-,  3amMelleHHold  0-3  rpynnamu,
He3aBUCUMO BblOpaHHbIMU U3 R® unm R7;
(C 5-C4- ankuHun)-, 3aameLlieHHbIR 0-3 rpynnamu,
He3aBUCUMO BblOpaHHbIMU U3 R® umm RT:
-(eHun)-,  3ameleHHbIn  0-2  rpynnamu,
He3aBUCUMO BblOpaHHbIMU U3 R® umm RT:
-(nupuaun)-, 3ameleHHbln  0-2  rpynnamu,
He3aBUCUMO BbIOpaHHLIMA K3 R® wnn R7; unu
-(NMMpWaasnHUn)-, 3aMelleHHbld 0-2 rpynnamu,
He3aBUCUMO BblGpaHHbIMKU U3 R® unu R7;

W BblbnpaeTca us:

zo 20
oy 21 ?oa
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z20 20
R R

1 21 zZ1
Z
M/ /\\/N ’
\ AN
L ~ L) )
i (t O
20 20

R o 0 R
91 /RZ.I. >\—|>Zz RZI
\ L
[ "
[+

X BblBUpaeTCcsH U3: OAUHAPHONK cBA3N (T.e. X
He npucyTcTByeT),
(CR M)n-CRHR®)-CRHR*)-, npn
YyCnoBWK, 4TO, Korda n pasHsaetcs O unn 1, no
MeHblueld Mepe oavH w3 R*® unn RE He
agnseTca H unu meTunom;

Y Bblbupaetcs n3 TMAOPOKCH,
C 1-Cqo-ankunokcu, Cz-C11-LMUKNOANKNUIOKCH,
C g-Cqg-apunokcu, C7-Cq4-apankumnokeu,
C 3-C10- ankunkapOoHUNOKCUANKUIIOKCH,
C 3-C10- ankoKCUkapOOHUNOKCUAnKUIOKCH,
C 2-Cqo- ankokcukapboHunankmnokcn, Cs-Cqo-
LuknoankunkapboHunokenankunokeu, Cs-Cqo-

LMKNoankokcukapBOoHUNOKCHUANKUIIOKCH,
C 5-C10- LUMKNOANKOKCUKapOOHUNankunoKeu,

C 7-C14- apunokcukapboHUNankmnoKkeu,

C g-C12- apunokcnukapboHUNOKCUANKUIOKCH,

C g-C12- apunkapbOHUNOKCHUANKUIOKCH,

C 5-C1p- ankokcuankunkapboHUNOKCUanKUNoKCH,
Cs-Cio-
(5-ankun-1,3-anoKca-LUUKNONEHTEH-2-OH-UN)METH
nokeu, Cqo-Cq4-
(5-apun-1,3-AnMoKca-UUKIoneHTEeH-2-0H-Un)MeTu
nokeut; (RA(R3IN-(C1-C1g-ankokeu)-;

Z' - 910 -C-, -O- unn -NR?22-:

Z2_ 510 -O- nnn -NR22;

R4 Bblbupaetca 3 H, C 41-Cqg-ankuna,
C 1'C1o' ankunkapboHuna, apwna,
apunankuneHLuknoankuna unu
LUuKnoankunankuneHa, uwnu xe, Ase rpynnsl
R4 Ha cocegHuMx atomax  yrmepoga
CoeMHATCA ¢ Oobpa3oBaHWEM CBA3U (T.e.
ABOMHaAA unu TpoWHas CBA3b yrnepop -
yrnepoa),

R42 Bblbupaetca n3a H, rugpokcu, C 1-Cqo-
ankokcn, HUTpo, N(RSRS?, N(RTH)RS,
N(R R",  C4-Cyo-ankuna,  3amelLEHHOro
0-3 R8 apun, sameuwenHoro 0-3 R® wnm
C 1-C10- ankunkapboHuna,

R BuiGupaetca us H, C 4-Cg-ankvna,
C ,-CgankeHuna, Co-Cg-ankuHuna, rmapokcu,
C 1-Cg- ankokcn, Cq-Cg- ankuntno, C4-Cg-
ankuncynsgonuna, Cq-Cg- ankuncynbduHuna,
HUTpo, C4-Cg- ankunkapbonuna, Cg-Cqo-
apuna, -N(R'R", ranoua, CF3 CN, C4-Ce-
ankokcukapboHuna, kapbokcu, nunepuanHuna
Unu NUpuanna,

RS Bblbupaetca un3 H, C ¢-Cg-ankuna,
C ,-Cg-ankeHuna, C3-Cqq- Uuknoankuna,
C 4-C11- umknoankunmeTtuna, Cg-Cqp-apuna,
C 7-Cq4- apunankuna wunun  C4-Cqg-ankuna,
3amelleHHoro 0-2 R4:

R% ghibupaeTcs M3 Bomopoda, rMAPOKCH,
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R0

C ,-Cg-ankuna, C, pmo Ce
C 3-Cqq-unknoankmna, C4-Cq1-
yuknoankunmetuna, Cq-Cg-ankokcu,
6eHannokeun, ot Cg Ao Cqp apuna, retepoapuna,
C7-Cq4- apunankuna unu  C4-Cqg-ankuna,
3amelyeHHoro 0-2 R4b;

nm xe RS u R%, apnasck samectutenamm
Ha OOHOM M TOM Xe aToMe a3ota (KaKk B -
NR 5R5a), MOryT COeAUHATLCA C aTOMOM a30Ta,
K KOTOPOMY OHU NPUKpenneHsl, ¢ obpasoBaHeM
3-azabvymknoHonun, 1,2,3,4-tetparngpo-1-
XUHONUHUNA,
1,2,3,4-TeTparnapo-2-U3oXnHonmHmuna,
1-nunepuagmHuna, 1-  MopcdonuHuna  unu
1-nunepasnHuna, KaKabliA hakynbTaTUBHO
UMeloLL A 3amMecTuTens C4-Cg-ankun,
C s-C1p-apun, retepoapun, C7-C44- apunankun,
Cq-Cq- ankunkapéoHun, C3-Cy-
yuknoankunkapboHun, Cq-Ce-
ankokcukapboHun, C7-Cq4-
apunankokcukap6onun, Cq-Cg-
ankuncynsoHUn nnu Cg-Cqo- apuncynboHun,

RSP Bblbupaetca wun3 C  4-Cg-ankuna,
C ,-Cg-ankeHuna, C3-Cq4- uuknoankuna,
C 4-Cq4- umknoankunmetuna, Cg-Cqg-apuna,
C 7-Cq4- apunankuna unun  C4-Cqg-ankuna,
R4

ankeHuna,

3amelleHHoro 0-2
R® Bblbupaetca u3 H, C 4-Cqg-ankuna,
rmgpoken,  Cq-Cqg-ankokcu, HuUtpo, C4-Cqo-
ankunkap6onuna, - N(R'9R'3, yuaro, ranoua,
CF3, CHO, CO.R® C(= O)R®, CONRSR%?,
OC(= 0O) R% 0ocE= O0OOR® ORS
OC(=O)NR SR % OCH,CO,R?,
CO ,CH,CO,R?, NO,, NR%2C(=0)OR5®,
NR %2C(=0)R %2, NR%2C(=O)NR5R%2,
NR %SO,NR%R%,  NR%3SO,R5,  S(O),R5,
SO NR®°R®, or C, go Cs ankeHuna, ot
C,; Bno Cyq uuknoankuna, ot C4 Ao
C 11 uuknoankunmetuna; ot Cg 0o Cqo apuna,

hakynbTaTUBHO 3aMelleHHoro 1-3 rpynnamu,
BblOpaHHbIMM U3  ranoreHa, Cq-Cg-ankokeu,

C 1-Cg-ankuna, CFz, S(O),Me wunu -NMe,, ot
C 7 oo Cq4 apunankuna, BbllLeyKa3aHHbIA apun

chakynbTaTMBHO  3ameweH 1-3  rpynnamu,
BblOpaHHbIMKM U3  ranoreHa, C4-Cg-ankoken,
C 1-Cg-ankuna, CF3, S(O)yMe wnn -NMey;
MeTuneHavokcw, korda R®  sensetcs
3aMecTutenem Ha apune; unu 5-10-uneHHoro
reTepoUUKInYecKoro konbla, cogepxatiero 1-2
retepoatoma N, O wunu S, rae ykasaHHoe
reTepoLuKnMyeckoe  KonbLo  MoxeT  ObiTb
HaCbIWEHHbIM, YaCcTUYHO  HAaCbIWEHHbIM UK
NOMHOCTbIO HEeHaChbILWEHHbIM, ykasaHHoe
reTepoumKnMyeckoe KonbLo 3amelleHo 0-2 R”:
R62  puiBupaetcs us C  4-Cyankuna,
C ,-C,-ankoken, ranowng, CFz, NOy nnu NR12R ™3,

R7 Bbibupaetca u3 H, C 4-Cqg-ankuna,
rmgpoken,  Cq-Cqg-ankokcu, Hutpo, C4-Cqo-
ankunkap6onuna, -N(R'9)R'3, uumaHo, ranous,
CF3, CHO, CO,R® C(= O)R®, CONR®R%2
OC(= O)R®  0oCc(= O)OR®  OR®,
OC(=O)NR SR % OCH,CO,R?,

CO ,CH,CO,R?, NOo, NR%2C(=0)R 52,
NR %2C(=0)OR5%P, NR%2C(=0)NR5R52,

NR %250,NR5R%2,  NR%250,R5,  S(0),R%
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SO,NR®R®, or C, pfgo Cg ankeHuna, ot
C; po Cq1 uuknoankuna, ot C4 po
C 11 uuknoankunmetuna, ot Cg ao Cqo apuna
unu ot C7 go Cq4 apunankuna,

R8 BubiGupaeTcs u3: R & C,-Cyg-ankvna,
3ameleHHoro  0-3 RS Co-Cqp-ankenuna,
sameleHHoro  0-3 R®  C,-Cyp-ankuHuna,
3amelleHHoro 0-3 RS: C3-Cg- uuknoankuna,
3amMelleHHoro 0-3 RG; Cs5-Ce- LMKIOankeHuna,

3amMelleHHoro 0-2 RS: apwna, 3amelleHHoro 0-3

RS: 5-10-4yneHHoro reTepoLUKNNYECKOro
konbua, cogepxallero 1-2 retepoaroma N, O
wnu S, rAe ykasaHHoe reTepoLUKIUYecKoe
KONbLO MOXeT ObiTb HACbILEHHbIM, YaCTUYHO
HaCbILEHHBIM UM NOMHOCTLIO HEHACHILLEHHbLIM,
ykasaHHoe reTepoLUKNInYecKoe KonbLO

3amelleHo 0-2 RS;

R12 y R Heaasvcumo siBnsitoTcs H,

C 4-Cyp-ankunom, C4-Cqq- ankokcnkapboHunom,
C1-Cio- ankunkapboHUnom, C1-C1o-
ankuncynbgoHunom, apun(C4-Cqo-
ankun)cynbmOHUIOM, apUncybOHUIOM,
apurom, Co-Cg- ankeHWUnom, C3-Cq1-
uuknoankunom, Cyq-Cqq-
LiUKnoankunankmnom,
C 7-Cq4- apunkapboHUomMm,
uuknoankokcnkapboHunom, Cz-Cq+-
éuymknoankokcukapboHunom, Cz-Cq4-
apunoKcukapboHUNoMm, unu apun(Cq-Cqo-
ankokcu)kapboHWNOM, rae YyKasaHHble apunbl
hakynsTaTUBHO 3amelleHbl 0-3 3amecTUTensamu,
BblIOpaHHLIMA U3 TPYMNbl, COCTOALWEA U3
C 4-C4-ankuna, Cq-Cy-ankokcu, ranoung, CFsz u
NOg;

R' Buibupaetca na H, C 4-Cqg-ankvna,
C ,-Cqo-ankeHuna, Cp-Cqo-ankuHuna,

C -Cqp-ankokcu, apuna, retepoapuna unu
C 1-Cq1o- ankokcukapboHuna, COZR5 unm
-C(=O)N(R ®)R5:

R'S BuiGupaetcs na: H; R8 Cy-Cyg-ankvna,
samelleHHoro  0-3 R®  Cy-Cqp-ankeHuna,
3ameweHHoro  0-3 RE: C4-Cqp-ankokcu,
3amelleHHoro 0-3 RS: apwna, 3amelleHHoro 0-3
RS; 5-10-4neHHoro reTepoLnKInYecKoro
Konbua, cogepxauwiero 1-2 retrepoatoma N, O
wnu S, rAe yKasaHHoe reTepoLUKIUYecKoe
KONbLO MOXeT ObiTb HACLIWEHHbLIM, YaCTUYHO

HacCbIlWEeHHbIM UMK NONHOCTBIO HEHACbIWEHHbIM,
yKkasaHHoe retepouunknm4eckoe Konbuo

samelleHo 0-2 R® C4-Cyo- ankokcukapGonuna,
sameljeHHoro 02  R%  CO,RS  umm
-C(=O)N(R 2R3

npu ycnoBun, 41O, KOoraa b - aT0 /J,BOVIHaF!
CBA3b, npucyTcrTeyet TONbKO OAuH n3
R 14y R15:

R'® Boibupaetcs wn3: -C(= O)-O-R 18
-C(=0)-R1%; -C(=ON(R'®); -C(=
OINHSO ,R 182. _C(=0)NHC(=0)R "8
-C(=O)NHC(=0)OR 182 _C(=0)NHSO,NHR 18t
-C(=  S)-NH-R'™:  NH-C(=  0)-0-R'8
-NH-C(=0)-R 180: _-NH-C(=0)-NH-R18b;

-SO 2-O-R18b; -SO2-R18a; -SOz-N(R18b)2;
-80 -NHC(= O)OR'®; -P(=8)(OR™®),; -P(=
O)(OR™8a),; -P(=S)(R"84);; -P(=O)(R82), nrm

C7-Cq4- apunankunom,
C4-Cqr-
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R0

_i’-/°©
\\b

R BuiGupaetca n3: H, C 1-Cqp-ankuna,
C ,-Cg-ankeruna, C3-Cq1- Luknoankuna,
C 4-Cq5- LuKnoankunankuna, apwna,
apun(C ¢-Cqp-ankuna)-;

R'82 ppBupaetcs wu3: C 4-Cg-ankvna,
sameljeHHoro  0-2 R'%: C,-Cgankenuna,
samelleHHoro  0-2 R Cy-Cg-ankununa,
sameljeHHoro 0-2 R'®: C4-Cg- uwknoankuna,
3ameLeHHoro 0-2 R apuvna, 3ametleHHoro 0-4
R apun(Cy-Ce- ankvna)-, 3aMelLeHHOro
0-4 R 5.10-uneHHOW reTepoLMKINYECKOM
CUCTEMBI, nmMetoLen 1-3 reTepoaroma,
BblOpaHHble HeaaBucumo M3 O, S wunn N,
yKasaHHoro reTepoLmKINYEcKoro Koneua,
3aMeLLeHHoro 0-4 R'9: C-Cg-ankuna,
3amelleHHoro 5-10-4neHHor reTepounKnnyYeckon
CUCTEMOM, umetower  1-3  reTepoaroma,

BblbpaHHble HesaBucumo n3 O, S wmnn N,
yKa3aHHOro reTepoLmKIINYEecKoro konbLa,

3ameltieHHoro 0-4 R19:

R'8 Libupaetcs na R182 ynn H;

R'® Bblbupaetca ua3 H, ranoreHa, CF 3, CN,
NO», NR12R13, Cq-Cg-ankuna, Cpy-Cg-ankeHuna,
Co-Cg-ankuHuna, C3-Cq1- Uuknoankuna,
C 4-Cq1- Luknoankunankuna, apwna,
apun(C 1-C¢- ankuna)-, C4-Cg-ankokcu unu
C 1-C4- ankokcukapboHuna,

R20 4 R?! kax bl HE3ABUCHMO BLIGMPAKOTCS

w3 H,  Cq-Cqipankvma, COoR%  C(=
O)R 52 CONRSR®, NR3C(=0)R %,
NR 2R C,Cqs  ankenuna, C3-Cqq-
yuknoankuna,  C4-Cqq-  UMKNOANKMNMETUNa,

C g-Cqgp-apvna nnu C;-Cq4-apunankuna,

R22 Bblbupaetca u3 C 4-Cqg-ankuna,
C ,-Cg-ankeHuna, Cz-Cq4-upknoankuna,
C 4-Cq5- LuKnoankunankuna, apwna,
apun(C 1-C1o- ankuna); C(=O)R%, CO,R%P,
-C(FO)N(R®R52 unn cesiau k X;

m = 0-2;
n=0-2;
p=12,
q=1-7;
r=0-3;

npyv ycrnoBuUW, 4TO N, g U T BblibupaoTca
Takum obpasom, 4YTO  YMcno  aToMOB,
coeauHsionii R n

Y, HaxoguTcsa B UHTepeane 8-17.

[25] MpeanoyTUTENBHBIMA COEANHEHUAMU
3TOr0 BOMMOLWEHUS ABNSIOTCHA Te COeAUHEHUN

chopmynebl Ic

R15 = b 4]
1 /rE-/o

R -U-V

(Ic)

roe Z Bblbupaetcs U3  cBA3M  (T.e.
otcytcteyeT), O unu S;

R2 BblbupaeTcs n3 H,
apun(C ,-C,,-ankokcu)kapboHuna unu  Cq-Cqo-
ankokcukapboHuna,

U - oauHapHad cBa3b (T.e. U He
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npucyTCTBYET),

X - aTo -CHR%*2:

RS Bblibupaetca n3 H unu C 1-Cqp-ankuna,
3ameLeHHoro 0-6 R4b;

Ré u R7 KaxablA He3aBUCUMO BbIBUpatoTCA
13 H, C4-Cqo-ankuna, TMAPOKCH,
C 1-Cqp-ankokcu, HUTPO, Cq1-Cqo-
ankunkapboHuna, - N(R12)R13, UnaHo mnu rano;

R'2 1 R' HesaBucuMO BbIBMpaOTCS M3 H,
C 4-Cqo-ankuna, C4-Cqo- ankokcukapboHuna,

C 1-Cqo- ankunkapboHuna, Cq- Cqo-
ankuncynbgoHuna, apun(C4-Cqo-
ankun)cynboHuna,  apuncynbgoHuna  unu

apuna, rae ykasaHHble apunbl dakynbTaTUBHO
3amelleHbl 0-3 3amecTuTensamu, BblOpaHHbIMU U3
rpynnel, cocrtosdwen un3: C ¢-Cg-ankuna,
C 1-C4-ankokeu, ranoung, CFz n NOy;

R'® BuiGupaetcs ua: H; C 4-Cqp-ankuna,
C ,-Cqo-ankeHuna, Cp-Cqo-ankuHuna,
C 4-Cqp-ankokcu, apwna, retepoapuna wnu
C 1-C1o- ankokcukapboHuna, CO,R® wnu
C(=O)N(R®R%=:

R'®  Buibupaetcs w3
-C(=0)-R®; -8(=0),R "%

R BuiGupaetcs n3: H unn C4-Cy-ankuna;

R'8 pu6upaeTcs u3: C 4-Cg-ankuna;
samelweHHoro 0-2 R'9;  Cy-Cg-ankenuna,
samelleHHoro  0-2 R'9;  C,-Cg-ankuHuna,
samelleHHoro 0-2 R'%:  Cs-Cg-unknoankuna,

3amelleHHoro 0-2 R'9: apwvna, 3amMelleHHoro 0-4
R':  apun(C{-Ce- ankuna)-, 3aMelLeHHOro

0-4 R retepounknnyeckoit  cucTemsl,
BblOpaHHOW M3  nupuauHuna,  dypaHuna,
Thasonuna, TMeHuna, Nnupponuna, nupasonuna,
Tpuasonuna, wumugasonuna, 6GeHsodypaHuna,
nwHgonuna, WHOONWHWUNA, XWUHONWHWNA,
U3OXWHOMUHWUMA, U30KCa30MNMHWUNA,
GeHavMugasonuna, nunepuauHuna,
TeTparngpodypaHuna, nupaHuna, nMpuanHuna,
3H-nHpgonuna, kapbasonuna, nUpponUAnHWUNA,
nunepuanHUna, WHAONUHUNA Y
MopconuHUna, ykasaHHoe reTepoLUKIMyYeckoe
konbLo, 3amelleHo 0-2 RS Cy-Cg-ankuna,
3amelLieHHoro 5-10-4neHHol reTepoLuKMYeckon
CUCTEMOW, NpuanHuna, dypaHuna, Tmasonuna,
TUeHuna, nupponuna, nupasonuna,
uMmuaasonuna, ©GeHsodypaHuna,  uHaonuna,
WHOOMWHUNG, XUHOMWHWUNG,  W3OXMHONWHWNA,
usokcasonvHuna, 6GeHsumuaasonuna,
nunepuavHwWna, TeTparnapodypaHuna,
nupaHuna, nupuanHuna, 3H-uHgonuna,
kapbasona, nupponuavHuna, nunepuanHUna,
WHOOMUMHUNA WM MOPAONMHUNG, yKasaHHoe
reTepouuknnyeckoe Komnbuo 3amelleHo 0-2 RO,

[26] Bonee npeanoyTUTENBHBIMU
COEIMHEHUAMU 3TOrO BONIMOLLEHUA ABNAIOTCA
coeauHeHus cdopmynbi |b

-C(=0)-0-R 18

1
R -V (o]

N0 C(Ib)

roe R1 Bblbupaetcas wu3 R 2(R3)N—,
R 2NH(R2N=)C-, RZR3N(CHy)p+-Z-, RINH(R2N=
JCNH(CH p)y'Z-

2149871 C1

RU
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R0

RN R
n=0-1;
p'=2-4;
p" =4-6;
Z BbIBUpaeTcs U3 CBA3N (T.e. OTCYTCTBYET)

unn O;

R3 - 570 H nnu Cq-Cs-ankun:

V - ognHapHas cBa3b (T.e. V oTcyTCTByeT)
unu -(cbeHunn)-;

X Bblbupaetcs na: -CHo-, -CHN(R16)R17 unu
-CNHR®R%?;

Y Bblbupaetca: rugpoken; C 4-Cqg-ankokcu;
METUNKapBOHUITOKCUMETOKCHK-;
3TUNKAPOOHUNOKCUMETOKCH-;
t-6y TunkapBOHUNOKCUMETOKCH-;
LIMKNOreKCUnkapOoHUNOKCUMETOKCH-;
1-(MeTUNKapOOHUNOKCK)ITOKCH-,
1-(3TUNKapPOOHMUNOKCK )3 TOKCH-,
(t-6yTrNKapOOHMUMOKCH)ITOKCH-;
(ymKnorekcUnkapBboOHWNOKCK)ITOKCHU-;
i-NPONUNOKCUKAPBOHUNOKCUMETOKCH-;
t-6y TnokcukapOOHUNOKCUMETOKCH -,
1-(i-nponunokcnkapbOHUNOKCU)3TOKCU-; 1
-(MKNOreKCUNOKCUKapPBOHUMOKCHU)3TOKCH-,
1-(t-6y TMnoKcUKapOOHUNOKCHN)3TOKCHK-,
AVMETUNAMUHOITOKCHK-;  ANSTUNAMUHOSTOKCH-;
(5-meTun-1,3-grokcalmKnoneHTeH-2-0H-4-un)me
TOKCH-;
(5-(t-ByTUn)-1,3-AM0OKCaLUKNONEHTEH-2-0H-4-111)
METOKCHU-;
(1,3-anokca-5-beHnn-yKNoneHTeH-2-0H-4-nn)m
eTokeun-; 1-(2-(2-
METCOKCUNPONUM)KAPOOHUNOKCU)ITOKCU-;

R'8  BuiGupaetcs wu3: C 4-Cy-ankuna,

aamelleHHoro  0-2 R Cy-Cyankenuna,
samewjeHHoro  0-2 R C,-Cyankununa,
3ameuleHHoro 0-2 RS C3-Cy4-Uumnknoankumna,

3amelleHHoro 0-2 R19; apuvna, 3ametleHHoro 0-2
RS apun(C4-C4 ankvna), 3aMeLLeHHOro
0-2 R rerepounknuueckoil  cucTeMbl,
BblOpaHHOW 13  nupuauHuna,  dpypaHuna,
TWasonuna, TUeHuna, nupponuna, NUpasonuna,
Tpuasonuna, umuaasonuna, 6eHaodypaHuna,
nHacnuna, WHAONWHUNA, XWUHOMUHUNA,
N30OXMHONWHKWMNA<ns1:XMLFault xmlns:ns1="http://cxf.apache.org/bindings/xformat"><ns1:faultstring xmlns:ns1="http://cxf.apache.org/bindings/xformat">java.lang.OutOfMemoryError: Java heap space</ns1:faultstring></ns1:XMLFault>