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OIIMCAHME U3OBPETEHUA
2420-580664EA/032
CIIMPONHJOJINHOBBIE HHI'MBUTOPBHI KIF18A

ITEPEKPECTHAXA CCBIVIKA HA POJACTBEHHBIE 3AABKHU

[1] [laHHas 3asBKa WCIpAllNBaeT MPUOPUTET U MPEUMYLIECTBO MO MpPeABAPUTEIbHOMN
3asBke Ha nateHT CLIIA Ne 63/237 275, nonanHo# 26 aBrycra 2021 r., mpegBapuUTENbHON 3asBKe
Ha nateHT CIIA Ne 63/306 452, nogannoii 3 ¢eBpansa 2022 r., U npenBapUTEIbHON 3asBKE Ha
nateHt CIIIA No 63/344 435, nogannoit 20 mast 2022 r., onucaHue KasK0H U3 KOTOPBIX BKJIFOYEHO
B HACTOSILUI JOKYMEHT IIOCPEACTBOM CCBIJIKUA BO BCEU CBOEU MOJIHOTE.

OBJIACTb U3OBPETEHUA

[2] Hacrosimee wusoOpereHune B 1enom oTHocutcss k uHruouropam KIF18A, wux
KOMITO3ULIUSIM U CIoco0aM NPUMEHEHHUs] YKa3aHHBIX COEJUMHEHUH M MX KoMmno3uuui. bonee
KOHKPETHO, HacToslee H300peTeHHe OTHOCUTCA K WHAONMHOBbIM uHruOutopam KIF18A wu
criocobaM MX IMpPUMEHeHMs Al JieueHus 3aboneBanus, onocpenosanHoro KIF18A, takoro kak
pax.

YPOBEHb TEXHUKH

[3] KIF18A mpencraBnser coOOH KHWHE3WH, CHOCOOCTBYIOLIUI MPUKPETICHUIO
mukpoTpybouek kuneroxop (kinetochore-microtubule - kt-MT) 1 BbIpaBHMBaHHIO XPOMOCOM BO
BpeMsI MUTO3a KJIETOK. Ero kapro-1omMeH CBsI3bIBA€TCSl HEIOCPEICTBEHHO € MpoTenH(pochaTazoi
1 (PP1) u Hecer ee k mmoc-koHuy MT, rme PP1 nedochopunmupyer Hecl, xommoHeHT
KOMILJIEKCA KUHETOXOpa, AOMOJHHUTEIbHO ycuimBas npukpervienue kt-MT B xone meradasbl u
aHadasbl. Ero motopHbiii nomeH, cBs3biBarommii MT, obnagaer AT®a3HO#W aKTHUBHOCTHIO,
KoTopas obecnieunBaet TpaHcaokauo KIF18A Bronb pemnerkun MT, ycunenHyo C-KOHIEBbIM
caiitoMm cBsizbiBaHus MT, a Taxke K3MHUPYET U ACTIONMMEPUIHPYET PACTYIIUE MUKPOTPYOOUKH
Ha IUTFOC-KOHILE, TeM caMbIM nojasiisisa aAuHamuky MT. Takas monymsiims nuaamuku MT 3a cuer
KIF18A wacto mpouCXOIUT B ClEAyOLIeH (MM 3aMbIKAIOIEeH) CECTPUHCKONH XpoMaTHie, TeM
cambIM obecrieurBasi KOMIICHCHPYIOIIEE HANpPsDKEHUE K JBIKCHHMIO BeNylNed CeCTPHUHCKON
xpoMaTtuabl, katanmsupyemomy napyrum kunesnHom Kif2C/MCAK. ITorepst pynkuuu KIF18A
NPUBOAUT K HapylieHuro npukperuieHus: kt-MT u moTtepe HaTsSHKEHUS B BEPETEHE B KIIETKAX C
BBICOKOM XPOMOCOMHOW HecTaOMWIbHOCTBIO (chromosome instability - CIN), mpuBoas x
runepctabuibHbIM, 0OJee IIIMHHBIM W MYJITHIOJSIPHBIM BEPETEHAM, OCTAHOBKE MHTO3a,
(parMeHTaIMN LEHTPOCOM M AaKTHBALMU TOYKH COOPKHM BEPETEHA WM KJIETOYHOH THOeNH.
KIF18A wunentuduuupyercss u3 nosropHoro ananmsa naHHeix PHKu DEPMAP kak ogue 13
IJIABHBIX KAaHAWAATOB, HEOOXOmUMbIX st KiaeToK ¢ Bbicokoil CIN. CooOmiaemble CKpUHUHTH
CHUHTETUYECKON JieTanbHOCTH Takxke Boiaemmin KIF18A kak moTeHUManbHYHO MPOTHBOPAKOBYO
MHUIIEHb, Y€l HOKAAYH MPEANOYTUTENBHO AENAeT aHEYIUIOMIHbIE U MOJHOTEHOMHBIE ABOMHbBIE
kietkn ¢ Bbicokoi CIN (Ho He ¢ Hu3kod CIN) ys3BuMBIMH K TuOenu. AHanM3bl KJIETOYHON
TOKCUYHOCTH B M30T€HHBIX  KJIETOUHBIX JIMHUAX  [OATBEPXKIAld  MOBBILIEHHYIO
qyBCTBUTENBLHOCTh KiIeTOK ¢ BbICOKOW CIN k wmHrubmropam KIFI8A. Tekymue MbiunHbe

MOJENU 1n Vivo, ucmosb3yromue wHrudburop win HoknayH KIFI8A, mnpomeMoHCTpupoBaiu



s¢dexT mHrHOMpoBaHUs omyxoneBoro pocra. Takum oOpa3om, cymiecTByeT NOTPeOHOCTh B
HOBBIX COEAMHEHUSIX ISl IPUMEHEHUs MPH JieueHNH 3a0oneBanuii, onocpenoanHbix KIF18A.

KPATKOE OIIMCAHUME CYIIITHOCTU U30bPETEHMA

[4] B Hacrosimem n300peTeHUH MpenIoxKeHbl coenuHeHus popmybl (1), IX KOMIO3UITUH
U CrocOObI MPUMEHEHHsI YKA3aHHbIX COSAMHEHUH M X KOMITO3HIMHI IS JIeueHUs1 3a00JIeBaHUM
WM TAaTOJOTMYEeCKUX cocTosiHuM, cBsizaHHbIx ¢ KIF18a. B oaHOM acnekTte mnpeanokeHo
coenunrenue GopmyJsr (1):

(R¥)p,

2
3 D,

enu ero (papMarleBTHUECKH TpUeMIeMast COJib, T1ie: KOJbLOo A mpencraisier co0oit Ce.14

8] Yq—-"—:‘:\(

apust win 5-12-4jeHHBIN TeTepoapui, KaXIblii HEoOs3aTeIbHO 3aMeleH OJHUM WA OOJIBIINM
KOJJMYECTBOM 3aMECTUTENIeH, He3aBUCUMO BBIOPAHHBIX W3 TPYMIbI, COCTOSINEH M3 TajoreHa, -
OH, C ankuma, 3-10-urensoro rerepormkioankiia, -NR*C(O)NRZR®, -NR*C(O)OR®, -
NRa6Ra7, —N=S(O)R38Rag, -ORalO, -S(O)Rall, _S(O)(NRaIZ)RaIS, -S(O)zNRaMRalS, _S(O)zRalé’ _
(CRR™®),,C(O)NR*™R™, -SR™!| -C(O)R™® u Ci¢ ankwia, 3aMeleHHOTO OIHUM W
OONBIIMM KOJMYECTBOM 3aMECTUTENIeH, He3aBUCUMO BBIOPAHHBIX M3 TPYIIIBL, COCTOSIIEH U3 -
OH, ummano, Csjo wnukioankuiaa u 3-10-4IEHHOro TIeTePOIMKIOANKIIIA, HEOOs3aTeIbHO
3aMEIEHHOTO OHNM MM GOJBIINM KOJHYECTBOM TaoreHoB; R*-R™? kaiblil HE3aBHCHMO
npeacrasisier coboit Bomopon, Cis anmkui, Cae ankenwn, Csp nwmkimoankmi, Cs.o
uKJIoankeHu1, 3-10-uneHHbl rerepounkioank, 3-10-unennsiit rereporukioankeHut, Ce 14
apusl Wik 5-12-4JIeHHBIM TeTepoapuil, KaXKIbli HE3aBUCHMO 3aMEIeH OJHUM WU OOJBIINM
KOJIMYECTBOM 3aMECTHUTEJIeH, HE3aBUCHUMO BBIOPAHHBIX W3 TPYIIIbL, COCTOSIIEH W3 TajioreHa,
uaHo, -OH, -O(C¢ ankuna), Ca¢ ankenuna, Cs.jp uuknoankuna, -S(Cj¢ ankuna), =CR"™R'"? y
C1 ankuia, HeOOs13aTENbHO 3aMEIIEHHOTO OJHUM UJTH OOJIbIIUM KOJTUYECTBOM 3aMECTHTENEH,
HE3aBHCHUMO BBIOPAHHBIX M3 IPyMIbl, coctosiiei u3 ramoreHa, -OH u -O(C ¢ ankuna), rue R
u R'™ kaxmblii He3aBHCHMO npencrasisier coboit Bogopon wiu Cig ajdKwi, Koiblo B
npenctaBisier  coboit  Cs;  mukmoankwi, Cs;  [UKIOANKEHWI  WJIU  S-7-4JIeHHBIN
reTepPOLMKIIOANIKII, 1€ OJIMH WJIM JIBa aTOMa KOJIbLIA KaXKIbIH MPENCTaBJISIFOT COOOW KUCTOPON,
a OCTaBINHECS] aTOMBbl KOJIbLIA KKIOBIA MPEICTABISIFOT COOOH YIJIepox; Kakmas TpyImna R®
HE3aBHCHUMO TPEACTaBIIsIeT co00i ranoreH, C ¢ aakuiI, HeoOs3aTeIbHO 3aMEIEHHbIA OTHUM WJTH
GOJIBIINM KOIMYECTBOM rajorena, i Ca. aKSHIIT, WIH ABE BHLHHAIbHbIE IPYIIbl R® B3sTHI
BMECTE C aTOMaMH yIJIepoja, K KOTOPbIM OHHM TNPUCOeAWHEHbI, miisi oOpasoBanust Cs.jg
LUKJIOANKINIA, MM JBE TeMHHAJbHBbIE IPymmsl R® B3ATHI BMECTe ¢ aToOMamu yriepona, K
KOTOPBIM OHU TPUCOEAHMHEHBI, i o0pazoBanust Cs.jp nukioankuia, m pasHo O, 1, 2, 3 wu 4,

1 o Cl. 2 .
Y npencrasnser coboit N umun CR™'; Y~ npencrasnser coboit N uin CR“%; Y’ NPEICTaBIISAET



coboii N wi CR®; Y* npencrasisier coboit N win CRC4; rae He Oosee 4em Tpu u3 YL Y. Yu
Y* MPEACTaBISIIOT co0oit N; RE-R™ kaxnpiii HesaBucHMO NpeaCTaBisieT CoO0OW BOIOPOL,
rajoren, mmano, -OH, -NO,, -C(O)NR'R®?, -NR“R%, -NR“S(O)R®, -P(O)R“R%,
N=S(O)RR?’,  -S(O)NR'HR??, -S(O),R*”, -NR“C(0)OR®"”, -NR'°S(0)y(CHy);.
(,NRC”C(O)RClg umi Cig ajakui, HEOOA3aTENIbHO 3aMEINeHHBbIH OJHUM MM  OOJIBIIUM
KOJINYECTBOM 3aMECTHUTENIeH, HE3aBHUCUMO BBIOPAHHBIX M3 TPYMIbL, COCTOSIIEH M3 rajioreHa u -
OH; RCLR18 KaXblii HE3aBUCUMO MpeacTaBisieT coboit Bomopon, Cs.jo mukinoankun win Cig
aNnKwi, HeoOs3aTeNbHO 3aMEINEHHBI OOHHUM WM OOJIbIIUM KOJIMYECTBOM 3aMECTHUTEIEH,
HE3aBUCHMO BBIOPAHHBIX U3 TPYIIBL, cOCTOsIEel 13 rajoreHa u -OH.
[5] B npyrom acnekte npemnoxeHno coequnenue Gopmys (I11):
(RB)y,

i,
WK ero (papMaleBTHYECKH MTPUEMIIEMYIO COJIb, TTIe: KOJIBIO A mpeAcTaBiisieT codoii (1)
71
Z2

23
s ,
rae Z', 7%, 7} v Z" xazplil He3aBHCHMO npeacTasisieT coO00i BOIOPON HIIH R® rme RP
npencrasisier coboil ramoren, -OH, -NR*C(O)OR®, -NR®R¥, -N=S(O)R®R¥, -OR°, -
S(O)Ra”, _S(O)(NRaIZ)RaIS, -S(O)zNRaMRalS, -S(O)zRal(), _(CRal7Ra18)0_1C(O)NRal9Ra20’ _SR®!,
-C(O)R™, -P(O)R™)R™), -C=NR*® wmu C|¢ ankuwi, 3aMeleHHbIH OHUM WA OOJbIIMM
KOJJMYECTBOM 3aMECTHUTEJIeH, He3aBUCHMO BbIOPaHHBIX M3 TPYIIbI, coctosmeit u3 -OH, nuaxo,
C3.10 mukoankuia u 3-10-4JIeHHOTO TeTEPOIUKIIOATKIIA, HEO0s3aTEIbHO 3aMEIIEHHOTO OJTHUM

4
wid OONBIIMM KOJMYECTBOM rajoreHoB wiu Cj; ajxwioB, npu ycnoBuu uro (1) xorma Z

o . 1 53 .
MpeCTaBIsieT COOO0I BOJOPO, TO MO MEHbIIEH Mepe OuH U3 Z u Z~ NpeAcTaBlsieT Co0oH RD; 15

4 . D 1 . D PN -
(2) xorna Z" npencrasnsier coboit R, To Z" npencrasnsier codoit R”, mmm (1) "----+ ,

- o 5 -
rae <-°  mpeAcTaBiisieT coO0I OMUHAPHYIO CBSI3b UJIM JIBOMHYIO CBsI3b, Z~ NPEACTABISIET COOOMH



4

C-H, N, O, S wmm N-X, roe X npencrasisier codoit H mmn C_gamkm, VAl NPEICTaBIIsIET COOOH -
NRa26C(O)NRa27Ra28, _NRa29C(O)ORa30, _N:S(O)RaSIRaSZ, _S(O)Ra?:?:, -S(O)(NRa34)Ra35,
S(0)NR*R*’, -S(0),R**, -SR™, 3-10-unennbiii rerepormknoankmn, -C(O)R*® wmwm -
CH(Z7)(ZS), rne Z' npencrasisier coboit Bomopon mmm -OH, a z® npencrasisier coboir Cie
ankwi, Cs.jo HUKJIOATKWI, HEOOsS3aTeNbHO 3aMEINEHHBI OIHUM WM OOJBIIUM KOJHYECTBOM
rajjoreHoB, Wik 3-10-4ieHHBIH TeTePOIMKIOATKII, HEOOS3aTeIbHO 3aMEIIeHHBIH OIHUM MU
OOJIBIINM KOJIMYECTBOM raJIOreHOB, a Kojbio C mpencTasisieT coO0M 5-6-4JIeHHBIH reTepoapul,
HeOOA3aTENBLHO 3aMELIEHHBIM OJHUM WIH OOJIBIIMM KOJUYECTBOM 3aMECTUTENEH RE, e
KAkl 3aMeCTHTeb RT He3aBHCHMO BBIOpaH U3 IPYIILL, cocTosimeil u3 rasorena, -OH u Ci
AJIKIUIA, WK JBa 3aMecTutens R B3sIThI BMECTe ¢ aTOMaMu, K KOTOPBIM OHH IIPHCOSHHEHBL, s
obpaszoBanus Csg mukinoankuia, Cs MUKIOANKEHIIA, S-6-4JIEHHOTO TeTepOLUKIOANKUIa, 5-6-
YJIEHHOTO TeTEePOLUKIIOANKeH!Ia WO  S5-0-uJleHHOro TreTepoapuia,; R*-R*  xaxpiit
He3aBHCUMO Tipenctasisier codoit Bomopon, Cie ankwmn, Cos ankenun, Cs.jp mukmoankmi, Csqo
nukioankeHus, 3-10-uneHnsiit rerepoukioankmi, 3-10-unenHbiit rerepoumkaoankerm, Ce.4
apus win 5-12-4jeHHBIN TeTepoapuii, KaXIblli HEOOsS3aTeIbHO 3aMEIeH OJHUM WA OOJIbIINM
KOJIMYECTBOM 3aMECTUTEJIeH, HEe3aBUCHUMO BBIOPAHHBIX W3 TPYIIIbL, COCTOSIICH U3 TaJioreHa,
uaHo, -OH, -O(C ¢ ankuna), Ca¢ ankenuna, Cs.jp uukioankmna, -S(Cj¢ ankmna), =CR"™R'"™ y
C1.¢ ankmia, HEOOsI3aTENbHO 3aMELICHHOTO OAHUM HJIU OOJIBIIMM KOJUYECTBOM 3aMECTHUTEIEH,
HE3aBHCHUMO BBIOPAHHBIX U3 IPyMIibI, coctosimei u3 rajoreHa, -OH u -O(Cj¢ ankwuna), roe R'™
u R'™ kaxuplii He3aBHCHMO npencrasisier coboit Bomopox unu Cie ankwi, Konblo B
npeacrasisier  coboit  Cs;  uukmoankuyi, Cs;  UUKIOATKEHWI WM S-7-4JI€HHBIN
reTepOLMKIIOANIKI, TAe OJUH WJIM JIBA aTOMa KOJIbLA KaX/IbIi NMPEACTABIISIIOT COOON KHUCIOPO,
a OCTaBINHECS aTOMbl KOJIbLIA Ka)KIbIH MPEACTABISIOT COOOW YIJIepox; Kakhasl rpyrmrma R®
HE3aBHCHUMO TIPeACTaBIIsieT coOoi ranoreH uiu Ci.¢ aKi, Heo0sA3aTeIbHO 3aMEIEHHbI OJHUM
MM GOJBLINM KOJIMYECTBOM TaJIONEHOB, MM [BE BULMHANbHbIE Ipymmbl R® B3sThl BMecTe ¢
aTOMaMH yIJiepoa, K KOTOPhIM OHU MPUCOETUHEHBI, 1Jisi 0O0pazoBanus Cs.g IUKJIOAIKIIIA, HITH
IBe TeMHHAIbHbIC TPymmbl R° B3sTBI BMECTe C aTOMaMH YIJIEPOAd, K KOTOPHIM OHH
TPUCOeMHEHSL, s 06pasoBanus C3.jo LHKIOANKIIA, WIH BE TeMHUHAIbHBIC TPyl R B3sThI
BMecTe st obpasosammsi rpymmbl =CR'™R™ rze R'™ u R'™ xaxnpii HesaBucumo
npencTaBisiroT coboit Bogopon wiu Cie ankwr, m pasHo O, 1, 2, 3 wmu 4, Y! MIPENCTABISAET
coboii N wm CR®; Y? npencrasisier coboi N wim CR“*: Y? npencrasisier codboi N mim CR®;
Y* npencrasnsier coboit N umn CR™; rue ne Gonee wem tpu u3 Y', Y2, Y° u Y* npencrasisor
coboit N; RY-R™ kaxmelii HesaBucnmo npencrasasier coboii Bomopon mmu RY) rme R'
npencTasisier coboii ranoren, ruano, -OH, -NO,, -C(O)NR¢'R®?, - NR“R%, -NR“S(0),R, -
P(O)RC7RCS, -NZS(O)chRCIO, -S(O)(NRCM)RCIZ, ‘S(O)ZRCIS, -NRC14C(O)ORC15,



5

16 17 18 1 .
NR'®S(0),(CHy)1. (NRC(ORE, -0O-S(0),R" mnu Ci ankui, 3aMelieHHbI ONHUM MM
OONBLINM KOJNMYECTBOM 3aMECTUTENIeH, HE3aBUCHMO BBIOPAHHBIX M3 TPYIIbL, COCTOSIIEN W3

1 el . .
‘LR kaxaplii HesaBucuMo mpencraisier coGoii Bomoponm, Capg

rajorena u -OH, a R
uuktoankua win Cig aakui, HeoOsS3aTeIbHO 3aMEIEHHBIN OJHUM MM OOJIBIIMM KOJIMYECTBOM
3aMeCTHTeJIeH, He3aBUCHMO BBIOPAaHHBIX M3 TPYIIIbL, COCTOsmeN u3 ranorena, -O(C ¢ ankumna), -
NHC(O)(C,¢ ankuna) u -OH; npu ycnosun uro (1) xorma xombio B mpencrasmsier coboit
21
22

23
HEe3aMeIIeHHbIN [UKJIONMEHTH], TO KOJbIO A mpeacTaBiseT coboi z , TIe 1o
MEHBLIEH Mepe OAUH U3 z\-z* npenctasisier codol -S(0)z-(3-10-uneHHbIN reTepOIUKIIOaTKILI),
3aMEeIEeHHBIN OMHUM HJIA OOJIBIINM KOJITUECTBOM TaJIOreHOoB, (2) Korna Kojblo B npeacrasnser
Z1
Z2

23

" . " 4
co0ol He3aMeIIeHHbIH UKJIOTeKCUJI, 8 KOJIbIIO A MpeacTaBisieT coOO0H z , TO TIO

Cl pC4
-R

. . F
MeHblIel mepe onuH u3 R npencrasisier codoit R, u (3) korna xosnbuo B npencrasnsier

co0OM 5-7-4JieHHBI TeTEPOLMKIOATKII, HEOOsS3aTeIbHO 3aMelleHH bl 1-4 RB, TO KOJIBLIO A
21
72

23

o 4 ., 1 4
npeacTaBisier coOoit z I7le IO MEHbIIEH Mepe OAUH U3 Z -Z' TNpeACTaBIsIeT

2

co00it -S(0O)z-(3-10-uneHHBIN TeTePOLUKIIOANKII), HeOOA3aTeIbHO 3aMEINEeHHbI OXHUM WJIH

OOJIBLINM KOJUYECTBOM I'ajJIOT€HOB.

[6] B nmpyrom acrekte mnpemniokeHa (apMaleBTHUECKass KOMITO3ULMS, COAep Karast
coennaenue Qpopmyinel (I), popmynst (I-1), dopmynsr (Ial), dopmyner (Ia2), dopmynst (I-3),
dopmynsr (Ial), popmynsr (I1a2) nmm dpopmynst (II) wmu ero papManeBTUIECKH MPUEMIIEMYIO
coJb 1 (hapMaLeBTHYECKH MPUEMIIEMbII HOCUTEIb WJIM BCIIOMOTATEIbHOE BELECTBO.

[7] B nmpyrom acnekte mpemiokeH cnoco0 mHruOmposanusi KIF18A, Bkmrowaromuii
NPUBEAECHUE B KOHTAKT KJIETKH C OS((EKTUBHBIM KOJUYECTBOM COEIUHEHHUS WU
bapmarieBTUIECKON KOMITO3UIUH, KaK OIMUCAHO B HACTOALIEM JOKYMEHTE.

[8] B ngpyrom acmekte mpeajoKeHbl CIIOCOOBI JIEUEHHs WM TPeNOTBpAIlEHHs



3a00N€BaHMsl WJIM TATOJOTMYECKOrO COCTOSIHMSI Y HMHOWBUAYYMA, BKIFOYAOIINE BBEACHUE
CcyOBekTy TepamneBTHuecKd 3(P(EKTHBHOTO KOJUYECTBA COCAUHEHUsS WK (hapMaleBTHUECKON
KOMITO3UIINH, KaK OMHMCAHO B HACTOSIIIEM AOKYMEHTE. B HEKOTOPBIX BapHaHTaX OCYLIECTBICHUS
3a0oneBaHue WK naTojoruyeckoe cocrossHue onocpenoBaHo KIF18A. B HekoTOphIX BapHaHTax
ocyuiecTByieHHs 3a00eBaHNe WMJIM MAaTOJIOTHYECKOe COCTOSHUE MpeacTaBiisier coboil pak. B
HEKOTOPbIX BapHaHTaX OCYIIECTBJIEHHUs 3a00JeBaHUE MM NAaTOJOTHYECKOe COCTOSTHHUE
npencTaBisieT coO0H HapyIIeHue KIeTOYHOI mponudepanun.

OINIMCAHHUE I'PAOUYECKHNX MATEPHAJIOB

[9] Ha ®wur. 1A-1E nokasanbl rpadguku o0bemMa OmyxoJH y MblIIiel, KOTOPbIM BBOAMJIIH
HOCHUTEIb M COETUHEHUE, TOCTPOSHHbBIE KaK (PYHKIUS BPEMEHH MOCIIe Havaja JCUSHHS.

[10] Ha ®wur. 1A nokasaHo neueHune coeguHerneM 22 (10 mr/kr 2 p./cyT., 30 mr/kr 2
p./cyT., 60 mr/kr 2 p./cyt.) mbiei Beige SCID, xotopeim umruiantuposaiu HCC15.

[11] Ha Pur. 1B nokazano neuyenue coeguHenueM 22 (10 mr/kr 1 p./cyT., 30 mr/kr 1
p./cyt., 60 mr/kr 1 p./cyT.) ronsix mbimeit Balb/C, koropbiM ummnantuposamn OVCAR-3.

[12] Ha ®ur. 1C nokaszano neuenne coequHenneM 134 (10 mr/kr 2 p./cyT., 30 mr/kr 2
p./cyT., 60 mr/kr 2 p./cyt.) mbiei Beige SCID, kotopsim ummutantuposanu HCC15.

[13] Ha ®ur. 1D nokazano neuenune coequHennem 134 (10 mr/kr 2 p./cyT., 30 mr/kr 2
p./cyT., 60 mr/kr 2 p./cyT.) ronsix mbimeit Balb/C, koropbiv ummantuposamn OVCAR-3.

[14] Ha ®ur. 1E nokazano neuyenue coenunenneM 134 (30 mr/kr 2 p./cyt., 30 mr/kr 1
p./cyt., 60 mr/kr 1 p./cyt.) ronsix mbimeit Balb/C, koropbiv ummantuposamn OVCAR-3.

ITOAPOBHOE OIITMCAHUME M30BPETEHM A

[15] Cnenyromiee onucaHue MPeACTABIEHO ISl TOTO, YTOOBI MO3BOJIUTH CIELUAIHUCTY B
IaHHOH O0OJaCTH TEeXHUKHM CO3[aBaTh U HMCIOJb30BaTh PA3IMYHBIE BAPUAHTHI OCYIIECTBIICHHS.
OnucaHusi KOHKPETHBIX YCTPONCTB, METOJOB M IPHJIOKEHUH NPUBEIEHBI TOJIbKO B KauecTBE
npumepoB. Paznnunble Mogudukay NpuMepoB, ONMMCAHHBIX B HACTOSIIEM JOKyMEHTe, OyayT
OYEBHUJIHBI CIEIHATUCTAM B JAaHHOW OOJACTH TEXHHKH, W OIpPEIeNIeHHble B HACTOSIIEM
JOKyMEHTe O0INMe MPUHLUIBI MOTYT OBITh NMPUMEHEHbI K JPYyrMM NpUMepaM U 3asiBKaM Oe3
OTKJIOHEHUs OT CYIIHOCTU U 00BbE€Ma Pa3JINYHBbIX BAPUAHTOB OCYINECTBJIEHUs. Takum oOpasom,
pa3IMYHbIE BapUAHThI OCYLIECTBICHHS HE MpPEIHA3HAUEHBI Il OTPAHUYCHUS OMHCAHHBIMH B
HACTOSIIEM JOKYMEHTE U IOKa3aHHBIMH MPUMEpPaMH, HO JOJUKHBI COOTBETCTBOBATH OOBEMY,
COOTBETCTBYIOIEMY (hopMmyJie H300peTeHusl.

[16] B kOHTEKCTe HACTOSIIErO OMUCAHUS CJIEAYIOINHE CJIOBa W (pa3bl, KaK MPaBUJIO,
UMEIOT 3HAYCHHs, M3JIOKEHHbIE HIDKE, 38 MCKIIIOYEHUEM CIIy4aeB, KOTAa KOHTEKCT, B KOTOPOM
OHH HCTIOJIb3YIOTCSI, YKa3bIBAET HHOE.

[17] Bo Bceli 3TOi1 3asiBKe, €CJIM B KOHTEKCTE HE YKa3aHO WHOE, CChUIKH Ha COEAUHEHUE
dopmyast (I), bopmyaer (I-1), popmynst (Ial), popmynsr (I1a2), popmynsr (I-2), popmymnst (I-3),
dopmynsr (Ial), popmynsr (Ia2) wmmm ¢opmyner (II) BkmrowaroT B cebst BCE MOATPYIIIBL,
OTIpeieNIeHHbIE B HACTOSIIEM TOKyMeHTe, Takue kak ¢opmynsl (I-1), (Ial) mmm (Ia2), Brirouas
BCE MOACTPYKTYPBI, MOAPOXbL, TPEANOYTEHMs, BAPUAHTHI OCYLIECTBJICHUS, IpPUMEpPbI U

KOHKPETHBIC COCAWHCHUs, OMNPCACICHHBIC W/WIA ONMUCAHHBIE B HAaCTOALIEM HOOKYMCHTC. B



HEKOTOPBIX BapUAHTAX OCYLIECTBIICHHUs CChUIKU Ha coemauHeHue ¢opmynsl (1), popmymnsr (I-1),
dopmynsr (Ial), opmynsr (1a2), dopmynsr (I-2), dopmyner (I-3), dopmynsr (Ial), Gopmy:s
(Ia2) nnu popmynsl (II) u ero moarpynmnsl, Takue kak Gopmyast (I-1), (Ial) nmm (Ia2), BxmoyaroT
B ce0st ero MoHHbIE (HOPMBI, MONUMOPQEI, NCEBAOTOINMOP(DLI, amopdHbIE GOPMBI, CONBBATHI,
COKPHUCTAJUIBI, X€JaThl, HW30MEPbl, TAyTOMEPhl, OKCUAbI (Hampumep, N-OKCHUABI, S-OKCHIBI),
CIIOXKHBIE 3(QUpPBL, TNPOJEKAPCTBA, HM30TONBl W/WIN 3allUIIEeHHble (GOpMbL. B  HEKOTOpBIX
BapUaHTaxX OCYIIECTBJICHHs CCbUIKM Ha coexuHenue (opmynsl (I), dopmynsr (I-1), dopmyinsr
(Ial), dopmynsr (1a2), popmynsr (I-2), dopmynsr (I-3), popmyast (Ial), dopmynsr (I1a2) wiu
dopmyast (II) u ero noarpynmsl, Takue kak Gopmyisl (I-1), (Ial) wmm (Ia2), BkmrovatoT B ceOst
ero nosuMop(del, CONBBATHI, COKPUCTAIIBI, U30MEPBI, TAYTOMEPHI /MU OKCUABL. B HEKOTOPBIX
BapHUAHTAX OCYINECTBJICHUS CChUIKH Ha coenuuHeHue dpopmynsl (1), popmyer (I-1), popmysr (I-
2), popmyasl (I-3), bopmyner (Ial), popmynsr (Ia2) nnm popmyinst (II) u ero moarpymnmel, TaKkue
kak opmynsr (I-1), (Ial) umu (Ia2), BkarO4aOT B cebsi ero moIMMOpP(QBI, COMBBATHI W/UJIH
COKpHUCTAJUIBL. B HEKOTOPBIX BapHaHTaxX OCYLIECTBJIEHHUs CChUIKH Ha coepnHeHue ¢opmyisl (1),
dopmyasl (I-1), bopmyner (I-2), popmymnst (I-3), popmyast (Ial), popmynsr (Ia2) nmm Gopmysl
(I) u ero moarpynmel, Takue kak ¢opmynsl (I-1), (Ial) wmm (Ia2), BxmouaroT B ceds ero
HU30MEpPBbI, TAyTOMEPBl M/MIIM OKCHIbI. B HEKOTOPBIX BapHaHTax OCYIIECTBICHHS CCBUIKH Ha
coennnaenue Qopmyinsl (I), popmyner (I-1), popmyner (I-2), dpopmyner (I-3), popmynsr (lal),
dopmyast (Ia2) nmm popmyiner (1) u ero moarpynmsl, Takue kak Gopmyisl (I-1), (Ial) wm (Ia2),
BKJIFOYAIOT B C€0s1 €r0 COJIbBATHI.

[18] «Ankuim» OXBaThIBa€T JHHEWHBbIE M PAa3BETBIICHHbIE YIJIEPOAHbIE LENMH, MMEIOLINe
YKa3aHHOE KOJUYECTBO aTOMOB yIiepoa, Hanpumep, ot 1 go 20 atomoB yruepoaa, uiu ot 1 go
8 aromoB yriepopa, wiu or 1 no 6 aromoB yriepona, uiaum or 1 1o 3 aTOMOB yriepoza.
Hamnpumep, Ci.¢ ankun oxBaTbiBaeT Kak JMHEWHBIH, TaK U Pa3BETBJICHHBIN alkui ¢ 1-6 atomamu
yraepona. Korna HasBaH aJKWJIBHBIM OCTaTOK, MMEIOLIUI ONpeneeHHOe KOJIUYECTBO aTOMOB
yriepoja, JOJKHBI OXBATHIBATHCS BCE BEPCHH C PA3BETBICHHON U JIMHEHHOW LIETIBIO, UMEIOIINe
TaKO€ KOJMYECTBO aTOMOB YIJIEPOAa; TAKUM 00pa3oM, HAIpUMep, «IIPOMUI» BKIIOYAET B Ce0sl H-
MPOMMI U U3OMPONIT, a «OyTWI» BKIHO4YaeT B cedsi H-OyTuii, BTOP-OyTuJ, U300YTHI U TPET-
Oyt [Ipumeps! aKIIIbHBIX TPYIIT BKJIOYAOT B C€0sl, MOMHMO MPOYET0, METHII, STUJI, TIPOTIHI,
U30MpONWI, H-OyTHi, BTOP-OyTWi, Tper-OyTHJ, NEHTHJ, 2-TIeHTWI, 3-TIEHTHJI, W3OMEHTHI,
HEOTNEHTWJI, TEeKCUJI, 2- TEeKCHJI, 3-TeKCHJI 1 3-METHIINEHTUII.

[19] Korna 3aman nuamna3oH 3HadeHwil (Hampumep, Ci¢ aiKwi), BKIIOYEHO KaXKIOe
3HaYeHHE B MpeIeNax AHana3oHa, a TaKKe BCe MPOMEXyTOuHble nuarna3oHbel. Hampumep, «Cig
AJIKWT» BKJIIOYAET B ceOs Cl, Cz, Cg, C4, C5, C6, C1_6, C2_6, C3_6, C4_6, C5_6, C1_5, C2_5, C3_5, C4_5,
C1_4, C2_4, C3_4, C1_3, C2_3 u C1_2 AJIKHUJIIL.

[20] «ANKeHU» OTHOCUTCS K HEHACBHIIIIEHHONW PA3BETBACHHON WIIU JIUHEHHON aJIKUIbHON
TpyIIe, UMEIIel yKa3aHHOe YUCIIO aTOMOB yriepona (Hampumep, oT 2 a0 8 wm ot 2 10 6
aTOMOB YIJIepOa) M MO MEHbIIEH Mepe OAHY ABOMHYIO YIJIepOX-YIJIEPOAHYIO CBsi3b. I pymma
MOXeT ObITh B IMC- WM TpaHc-KoH(purypauuu (koHurypauuu Z wnu E) oTHOCcHTENBHO

IBOWHOM(-bIX) CBA3U(-€H). AJIKEHUJIBbHBIE IPYIIbI BKIOYAIOT B €05, MOMUMO IPOUYEro, STEHUI,



nponeHun (Hanpumep, npor- 1-eH-1-un, npon-1-eH-2-un, npon-2-ex-1-wn (ammmn), npon-2-eH-2-
wi) u OyreHun (Harpumep, OyT-1-es-1-nn, OyT-1-eH-2-un, 2-mMerun-npon-1-en-1-numn, OyT-2-eH-
1-un, 6yt-2-eH-1-un, OyT-2-eH-2-un, O6yra-1,3-nuen-1-umn, Oyra-1,3-nuen-2-umn).

[2]] «ANKMHWI» OTHOCHUTCS K HEHACBILEHHON pa3BETBJICHHOM WM JIMHEHHOU
ANIKWJIBHOM TpyIIIe, UMEIoIel YKa3aHHOe YHCJIO aTOMOB yriiepoaa (Harnpumep, OT 2 10 8 Ui oT
2 no 6 aTOMOB yrjepona) U MO MEHbLIeH Mepe OIHY TPOWHYIO YIJIepOA-yIJIEPOAHYIO CBSI3b.
AJKMHWIBHBIE TPYNIBI BKJIIOYAIOT B CeOsi, MOMHUMO NMPOYEro, STUHWI, NMPOMUHUI (Hampumep,
npon- 1-un-1-un, npon-2-un-1-un) u Oyrunun (Hanpumep, Oyt-1-un-1-un, OyTt-1-uH-3-un, OyT-
3-uH-1-un).

[22] «uknoankmwn» oOO3HAYaeT HEAPOMATHYECKOE, TIOJHOCTBIO  HACBHIIEHHOE
KapOOLMKIINYECKOE KOJIBLIO, UMEIOIIee YKa3aHHOE YHCIO aTOMOB yIJIepoa, Hampumep, oT 3 A0
10, mnu ot 3 no 8, unu ot 3 10 6 aTOMOB yriaepoja B koublLe. LluknoankunbHble rPynnsl MOTYT
OBITh ~ MOHOLMKIMYECKUMH WIH  TOJULUKIMYECKUMH  (Hampumep, OWIMKJINYECKUMHU,
TPULUKINYECKUMH). [IpuMepbl HMKIOATKUIBHBIX TPYII BKIKOYAOT B CeOs LIUKJIOMPOITUII,
UKJIOOYTHJ, [HUKJIONEHTHJI M IHMKJIOTEKCH, a TAaK)Ke MOCTHKOBBIE W KapKaCHBIE KOJbLIEBBIC
rpynmnel  (Hanpumep, HopOopHaH, Ounukio[2.2.2]okran). Kpome TOro, OmHO KOJBLO
NOJMIUKINYECKON LUKJIOAIKIIBHONW TPYIITBI MOKET OBITh apOMATUYECKHM, MPU YCIOBUH, YTO
NOJIMLMKINYECKass LHKJIOAJKWIbHAA TIPyNa CBsA3aHAa C HCXONHOM CTPYKTYpOM uepes
HeapoMatnueckuii yriepox. Hampumep, 1,2,3,4-terparunponadranus-1-unpHast rpynma (rae
(dparMeHT CBsi3aH C MCXOAHOH CTPYKTYpOH depe3 HEapOMAaTHYECKHH aToOM yIJepona)
npeAcTaBisieT cOOON MMKIOANKWIBHYIO Ipymiy, Toraa kak 1,2,3,4-terparuaponadranuH-5-un
(rme ¢parmeHT CBsi3aH C HUCXOAHOH CTPYKTYpOH uepe3 apOMaTUYeCKHH aToM YIlieposia) He
CUMTAETCS] LMKJIOANKUIbHON rpynnoi. IlpuMepsl NONMMUUKINYECKUX LUKIOATIKUIbHBIX TPy,
COCTOSIIIMX M3 LMKJIOAJKWIBHOM TpyMIbl, KOHAEHCUPOBAHHOW € apOMAaTHYECKUM KOJBLIOM,
ONMCAHbI HUXKE.

[23] «luknoankeHw » O0O3HAYAET HEAPOMATHUECKOE KapOOIMKIMUYECKOE KOJbIIO,
cozeprkallee ykasaHHOE YHCIIO aTOMOB yrieponaa (Harnpumep, ot 3 1o 10, wim ot 3 1o 8, wiu ot
3 no 6 aTOMOB yrjiepona) U MO MeHbIIEH Mepe OAHY ABOWHYIO YIJIEPOA-YIICPOIHYIO CBSI3b.
L{uKknoaNKeHWIbHBIE TPYNIbl MOTYT OBITh MOHOLMKIHYECKUMH WM MOJULHKJINIECKUMHU
(Hampumep, OWLMKIMYECKUMH, TPULHMKINYCCKUMH). [IpuMepbl LUKIOAIKEHUIBHBIX TPy
BKJIFOYAIOT B Ce0sl LIMKJIONIPONEHMN, LUKJIOOYTEHIJI, IMKJIOMEHTEHW, LUKJIONEHTAANCHUT U
IIUKJIOTeKCEHWJ, a TaKK€ MOCTUKOBbIE M KapKacHblE KOJIbLEBbIE TPyNIbl (Hampumep,
ourmkino[2.2.2]okren). Kpome TOro, OQHO KOJBLO MOJUIMKIMYECKON MHKJIOATKEHIIbHOM
IPYIIBl MOXKET OBITh apOMATHYECKUM, TNPU YCIOBHH, YTO TMOJHLIUKINYECKAs aJKEHHJIbHAs
rpynmna CBs3aHa ¢ UCXOJHON CTPYKTYpPOH uUepe3 HeapOMaTU4YeCKHH aToM yriepoaa. Hampumep,
uHAeH-1-un (rme (parMeHT CBsI3aH C UCXOMHON CTPYKTYpOH dHepe3 HeapOMaTHYEeCKH aTOM
yriepoaa) CUMTAETCS LUKJIOAJKEHWJIbHON TpPYNIoH, Torma kak uHAeH-4-mn (rme ¢parMeHt
CBSI3aH C MHCXOAHOH CTPYKTypOH uepe3 apOMaTHYECKUIl aToM yriiepoja) HE CUUTAETCS
LUKJIOANKeHNUIbHON rpynnoi. IlpuMeprl NOMMLMKIMYECKUX LUKJIOAJIKEHUJIBHBIX TPy,

COCTOAIIUX M3 LIUKJIOAJKEHUIbHON I'PYIIIIbI, KOHHGHCHpOBaHHOﬁ C apOMAaTHYICCKUM KOJIbLIOM,



OTMCAHbI HUXKE.

[24] «Apum» o0o03Ha4aeT apoMaTHYecKoe KapOOLMKINYECKOE KOJIbLO, HMEIoIIee
YKa3aHHOE YMCJIO aTOMOB yIJIepoAa, Harnpumep, oT 6 a0 12 wmm ot 6 no 10 atomoB yriepona.
ApunpHble TPYINIBI MOTYT ObITh MOHOLMKIMYECKUMH WIH TOJULUKINIECKUMU (Hampumep,
OMLMKINYECKUMH, TPULMKINYECKUMH). B HEKOTOpBIX ciyuyasx oba KOJblia MOJHLUKINYECKON
ApWIBHON TPyHNIbl SBJSIOTCS apoMaTudeckumu (Hanpumep, HadpTtuia). B apyrux ciyuasx
NOJHULHKJINYECKHE apWJIbHblE TIPYNIbI MOTYT BKJIOYaTh B ceds HeapoMaTHUeCKOe KOJIBIIO,
KOH/ICHCUPOBAHHOE C apOMAaTHUYECKUM KOJIbLIOM, MIPH YCIOBUH, YTO MOJULUKINYECKAst apUiIbHasI
rpyIna CBsi3aHa C UCXOJHOW CTPYKTYypOM uepe3 aToM B apoMaTtuueckoM kouble. Tak 1,2,3.4-
TeTparuapoHadTainH-S-wibHas rpynmna (rae ¢gparMeHT CBsI3aH C UCXOIHOHM CTPYKTYpOH depes
apOMaTUYECKHMI aTOM YIJIepola) CUMTAaeTCs apWIbHOM rpymmol, Ttorma kak 1,2.3.4-
terparugpoHadramms-1-un  (rme  ¢parMeHT CBsi3aH C  UCXOOHOW CTPYKTYpOH dYepes
HEapOMAaTHYECKHU aTOM YIJIepOAa) HE CUMTAETCS apujibHOW rpymnmnol. AHamoruyHo 1,23.4-
TeTPAruAPOXUHONNH-§-WiIbHAsL Tpynmna (rae GpparMeHT CBsi3aH C UCXOTHOW CTPYKTYpPOH depes
apOMaTUYECKHId aTOM YIJIepoJa) CUWTAeTCs apwibHOW rpymmoi, Torma kak 1,2.3.4-
TeTPAruAPOXUHONMH- 1 -1ibHas Tpynmna (rae ¢pparMeHT CBsi3aH C UCXOTHOW CTPYKTYpPOH depes
HEapOMATHUYECKUI aTOM a30Ta) HE CUMTAETCS apiIbHOW rpynmoil. OQHAKO TEPMUH «apwily HE
OXBAaTbIBAET WUJIM HE MEPEKPBIBAET (Ie€TEepPOaApPH», KaK OMNPENENeHO B HACTOSLIEM JOKYMEHTE,
HE3aBUCHMO OT TOYKM NPUCOCAMHEHUs (HampuMep, Kak XWHOJHH-5-WJI, TaK U XUHOJWH-2-HJI
ABIIIIOTCST T€TEPOAPUIIBHBIME Tpymnamu). B HEKOTOpBIX ciyuasx apuil HpeacTaBisieT coOoi
dennn wimu HapTH. B ompenmeneHHBIX ChOydasx apuil  TpeAcTaBiseT coOoi  peHum
JlononHUTENbHBIE MPUMEPBI APUIIBHBIX TPYII, BKIIOYAKOLIUX apOMAaTUYECKOE YIJIEPOIHOE
KOJIbLIO, KOHJIEHCUPOBAHHOE C HEAPOMATUYECKUM KOJIBLIOM, OMUCAHBI HUXKE.

[25] «'eTepoapum» O3Ha4YaeT apoOMATUYECKOE KOJIBLIO, COAepIKallee yKa3aHHOE YHCIIO
aToMOB (Harpumep, 5-12 wnu 5-10-uneHHbIi reTepoapui), COCTOALIMH 13 OAHOTO HIIH OOJIBLIETO
KOJIMYECTBA reTepoaroMoB (Hampumep, 1, 2, 3 unu 4 rerepoaroma), BeiOpanHbiXx U3 N, O u S, u
OCTaJIbHBIX aTOMOB KOJIbIIa, MPENCTABJISIIOLIMX COOOW yriepon. I'eTepoapuiibHble TpymIbl He
cogepxar cocenHuXx atoMoB S W O. B HEKOTOpBIX BapHaHTax OCYIIECTBJICHUs oOuiee
Kom4uecTBO aToMoB S u O B rerepoapuiibHOIN rpymmne cocraBiisieT He Oojee 2. B HeKOTOpPbBIX
BapHUAHTaX OCYIIECTBJIEHUS] oOmee Koinm4decTBO aToMoB S W O B TeTepOAPWIIbHOW TpyIIe
coctasiisieT He Oosee 1. Eciu He yka3aHO MHOE, reTepoapriIbHbIC TPyl MOTYT OBITh CBSI3aHBI
C MCXOJHOM CTPYKTYpOil depe3 aToM yIryepoja WJIM a30Ta, €CIU I03BOJISIET BaJIEHTHOCTb.
Hanpuwmep, «nupuanim» BKiIoUaeT B ¢eds 2-MUPUAMIBHYIO, 3-MUPHIMIBHYIO U 4-MHPHIMIBHYIO
IPYIBL, & «IHPPONMI» BKIOYaeT B cedsd |-mUppONMibHYIO, 2-MUPPOJMIIBHYRO H  3-
MUPPONUIIbHYIO I'PYTIIIbI.

[26] B HeKOTOpBIX cCiyudasx reTepoapuibHas TpyMNNa sBJISETCS MOHOLMKIMYECKOH.
[IpumMeps! BKIIOYAKOT B ce0sl MUPPOII, MUPA30Jl, UMUAA30I, Tpuason (Hanpumep, 1,2,3-tpuasodn,
1,2,4-tpuazon, 1,2,4-tpuazon), TeTpaszon, Gypan, H30KCa30J, OKCA30JI, OKCaaua3on (Harpumep,
1,2,3-okcanuazon, 1,2 4-oxcagmazon, 1,3,4-okcaguason), THoQEH, H30THA30J], THA3OI,

tuaguason (Hampumep, 1,2,3-tmaguason, 1,24-tuagumazon, 1,3,4-TMaanaszof), MNHPUAVH,
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NUPUAA3MH, NUPUMUAWMH, MUPa3wH, TpuasuH (Hampumep, 1,2.4-tpumasus, 1,3,5-TpuasuH) u
TETPa3UH.

[27] B HekoTophIX ciy4asx 00a KOJbIa MOJMLUKIMYECKOW IeTepOapHSIbHON TIPYIIIIbI
SIBJIIIOTCSL  apoMaTUdeckuMu. [Ipumepsl BimOUaroT B ceOsi WHAOJN, W30UHION, HHIA30JI,
6enszoumunazon, OeH3oTpuaszon, OensodypaH, OeH30Kca30, OEH30M30KCa30], OEH30KCaanasoll,
Oensoruoden, Oenzoruason, OeHzomsoTHaszon, Oensormanuaszon, 1H-mmpporno[2,3-b]nupuans,
1H-nmupazono[3,4-bnupunuH, 3H-umunazo[4,5-b nupunuH, 3H-[1,2,3]rpuazono[4,5-
bloupunun, 1H-tuppono[3,2-bloupunun, 1H-nupasono[4,3-bJmupunun, 1H-ummnaso[4,5-
bnupuavs, 1H-[1,2,3]tpuazono[4,5-bnupuaus, 1H-nmuppono[2,3-c]nupuauH, 1H-
nupa3ono[3,4-clmupunun, 3H-umupazo[4,5-clmupuann, 3H-[1,2,3]Tpuazono[4,5-c|nupunus,
IH-nuppomno[3,2-c|lnupunun, 1H-nupazono[4,3-c]nupunun, 1H-umunasol[4,5-c|nupunus, 1H-
[1,2,3]Tpuazono[4,5-c|mupuauH, bypo[2,3-b]nupuaus, okcazoJio 5,4-b|mupunuH,
U30KCca30J10[ 5,4-b JmupuauH, [1,2,3]Jokcaamnazomno[5,4-b|mupunuH, dbypo[3,2-b]mupunus,
okca3ono[4,5-b]mupunun, usokcaszono[4,5-blmupunun, [1,2,3]okcaauazono[4,5-b|mupunuH,
bypol[2,3-clnupuauH, 0KCa3oJo[5,4-cnupuauH, M30KCa3010[ S,4-Cc|nupuaus,
[1,2,3]okcaanazono[S,4-c|nupunus, bypol[3,2-c]nupuauH, okca3ono[4,5-c|nupuans,
n30Kca30o[4,5-c|nupunus, [1,2,3]okcaanazono[4,5-c|nupunus, THeHO[2,3-b|nmupunuH,
THa30J10[ 5,4-b Jmupuam, M30THa30J10[ 5,4-bmupunuH, [1,2,3]tuaguazono[S,4-b|mupunuH,
TteHo|3,2-b|mupunuH, TtHazono[4,5-bmupunus, u30THaszono[4,5-b|nupunux,
[1,2,3]tnanuazomnol4,5-bmupuaus, THEHO[2,3-C|nupuauH, THa30J0[5,4-cnupuauH,
U30THa30J10[ S,4-c|nupuans, [1,2,3]TuaanazonolS,4-c|nupunus, TUEHO[ 3,2-C |mupuauH,
THa30J10[4,5-c]mupuauH, M30THa30J10[4,5-c|nupuauH, [1,2,3]tnaanazonol4,5-c|nupunus,
XUHOJIMH, W30XUHOJUH, LHWHHOJIMH, XWHA30JIMH, XWHOKCAJIWH, (QTaNasuH, HaPTUPUIUH
(manpumep, 1,8-nadrupunun, 1,7-HadTupuann, 1,6-nHadrupunun, 1,5-Hadrupuamb, 2,7-
HadTupunuy, 2,6- HapTupuauH), umuaaszo[l,2-ajoupunuy, 1H-nupaszono[3,4-d]tuazon, 1H-
nupasonio[4,3-d]tuazon u umunaszo[2,1-bruazon.

[28] B mpyrux ciydasx MOJHIMKINYECKHE reTepOoapuiibHbie IPYIbl MOTYT BKJIIOYAThH B
ceOsi HeapOMaTHUYEeCKOe KOJBbIO (HATPUMEp, LUKIOATKUJI, [MKJIOAJIKEHHII, TeTEePOLUKIOATKHUIL,
reTepPOLMKIIOANKEHIIT), KOHACHCUPOBAHHBIN C TeTepOapUIbHBIM KOJIBLIOM, TPH YCJIOBHH, YTO
MOJTIUIUKJTMYECKasi reTepoapuiIbHasl rpymmna CBsi3aHAa C HMCXOMHOW CTPYKTYpOH depe3 aToM B
apomaTuueckoM kojbile. Hampumep, 4,5,6,7-terparunpobenso[d]ruazon-2-mibHas rpymnmna (rae
(dbparMeHT CBsi3aH C POIUTENBLCKONW CTPYKTYpOM Hepe3 apOMaTHYECKUN aToM YIIepona)
CUMTAETCSl T€TePOAPIIIBHON TPYIMoH, Toraa kak 4,5,6,7-terparuapodenso[d]|trnazon-5-un (roe
(bparMeHT CBsi3aH C KMCXOMHOH CTPYKTYpOH depe3 HeapoOMaTHYeCKUN aToM yriiepoaa) He
CUHUTAETCS] TE€TEePOAPIJIbHON rpynmnoi. IlpuMepbl MONMULUKINYECKUX TeTePOAPWIIBHBIX TPy,
COCTOSIIIMX M3 Te€TEPOAPHIIBHOTO KOJIbIA, KOHASHCHPOBAHHOTO C HEAPOMATHYECKUM KOJIBLIOM,
OTIMCAHBI HIKE.

[29] «['eTepOLMKIOATIKUI) O3HAYaeT HEAPOMATHUYECKOE, IOJHOCTBIO HACBIIEHHOE
KOJIBIIO, HMEIINee YKa3aHHOe Yucio aromMoB (Hampumep, 3-10- wnm  3-7-uneHHBIN

FeTepOI_II/IKJ'IOaJ'IKI/IJ'I), COCTOSIIUM W3 OIHOTO HIJIHN OONBIIETO KOJIMYECTBA rerepoaTomMoOB
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(marmpumep, 1, 2, 3 nnm 4 rerepoaroma), BeiOpaHHbIX U3 N, O U S, 1 OCTaJIbHBIX ATOMOB KOJIbLIA,
NPEACTaBISIIOIUX  coOoi  yriepoa.  ['eTepouuKIOanKWIbHBIE TIPYONBl  MOTYT  OBITH
MOHOLIMKJINYECKUMU W MOJIMLIMKINYECKUMU (Hampumep, OMLIMKITMYECKIMH,
TpULUKIHUecKUMH). [IpuMeprl reTepoLnKIOaIKIIBHBIX IPYNI BKIKOYAOT B ce0s1 OKCHpPAHUI,
AQ3UPUIUHUIL, a3€TUIUHWI, NMUPPOIUAVHIII, UMUAA3ONIUIUHUAI, NMUPA3OIUAUHII, MUIIEPUIUHNIL,
NHUNEPasuHII, MOPGOIUHUI U THOMOpdoarHWII. [Tpumeps! BKIFOYAOT B cebs THOMOP(OIHH-S-
okcux u Ttuomopdomnun-S,S-muokcun. Kpome TOro, omHO KOJBIO MOJMLMKIMYECKOH
reTePOLMKIIOAIKAIBHON TPyNIbl MOXET OBITh apoOMAaTHYeCKHM (HAmpuMep, apuil WM
reTepoapwil), MpHU YCJIOBUH, YTO MOJHLIMKINYECKAs MeTePOLMKIOATKUIbHAS TPYIIa CBsi3aHa C
HCXOJHON CTPYKTYpPOH Uepe3 HeapOMaTHUECKUI aToM yriepoaa uiu azora. Hanpumep, 1,2,3,4-
TeTPAruAPOXUHONHNH- 1 -1ibHasE Tpynmna (rae GparMeHT CBsi3aH ¢ UCXOTHOW CTPYKTYpPOH depes
HEapOMaTHYECKHUI aTOM a30Ta) CYUTAETCS TeTePOLMKIOANKUIbHON rpynmnou, Toraa kak 1,2,3,4-
TeTPAruAPOXUHONNH-§-WiIbHAsL Tpynmna (rae ¢pparMeHT CBsi3aH C UCXOTHOW CTPYKTYpPOH depes
apOMAaTUYECKUH aTOM YIJIEpOna) HE CUMTAETCS TeTePOLMKIIOATKWIBHOW rpymnmoi. Ilpumepsr
MOJIMLMKINYECKUX TeTePOLMKIOANKWIBHBIX TIPYII, COCTOSALIUX U3 TeTePOLMKIOATKUIBHON
IPyNIbl, KOHAEHCUPOBAHHON C apOMAaTUYECKUM KOJIBLIOM, OMHMCAHbI HUXKE.

[30] «'ereporukioankeHu» O0O3HAYAET HEAPOMATUYECKOE KOJIBLIO, HUMEIOIIee
yKa3aHHOE 4ucyIo aToMOB (Hampumep, 3-10- unu 3-7-4eHHBIH reTepOLMKIIOANKII), COCTOSIIEe
U3 OJHOTO WJM OONBINEro KOJHYeCTBA rerepoaroMoB (Hampumep, 1, 2, 3 wmm 4 rerepoaroma),
BbIOpaHHBIX 13 N, O 1 S, U OCTATBHBIX KOJBLEBBIX ATOMOB, MPEICTABJISIFOIIIX COOOH yIiiepon, u
[0 MEHbILIEH Mepe OAHY ABOMHYKO CBsI3b, IOJYYEHHYH YAAJE€HUEM OJHON MOJIEKYJbl BOAOPOAA
OT COCEIHHMX aTOMOB YIJIEPOJA, COCEIHUX aTOMOB a30Ta WJIM COCEIHUX aTOMOB YyIJIepoja U
a30Ta COOTBETCTBYIOILETO reTePOLMKIOANKIIIA. | eTepOLHKIIOaIKeHUIIbHBIE TPYIIbI MOTYT ObITh
MOHOLIMKJINYECKUMU WIH MOJIMLIUKIIMYECKUMU (Hanpumep, OULIKJINYECKIMH,
TPULMKJINYECKUMHU). IIpuMepsl reTepoLUKIOANKEHUIbHBIX  TPYII  BKJIKOYAOT B ceOs
auruapodypanmn (Hanpumep, 2,3-auruapodypanu, 2,5-muruapodypaHui), AUTHAPOTHODEHIIT
(mampumep, 2,3-mUrHAPOTHOGEHII, 2,5-TUrHAPOTUOPEHWT), AUTHAPONUPPOIII (HATpUMep,
2,3-guruapo- 1 H-nuppommn, 2,5-auruapo- | H-mupponun), aurunpoumunazonui (Hanpumep, 2,3-
aurunapo- | H-umunazonun,  4,5-gurunpo- |H-umMunasonuia),  OUpaHWI, — TUTHIPOTIAPAHMIT
(mampumep, 3,4-puruapo-2H-mmpanwn, 3,6-muruapo-2H-nupanun), TeTparuapONMUPUIAHIIT
(Hammpumep, 1,2,3,4-TeTparuiponupuuHuII, 1,2,3,6-TeTparuApOnupUIHII) u
IUruAponupuanH (Hanpumep, 1,2-nurunponupunuy, 1,4-muruaponupunus). Kpome toro, ogHo
KOJIBLIO TOJNULHUKJINYECKON TeTepOLUKIOANKEHUIBHON TPYNIBI MOXET OBITh apOMaTHYECKHM
(Hampumep,  apwi  WJIM  TeTepOapwii), NPH  YCIOBHUH,  YTO  TOJHLUKIHYECKAs
reTepOLMKIIOANKEHUIIbHASL TPYINa CBsI3aHA C UCXOJHOM CTPYKTYpOH 4epe3 HeapOMaTHUYECKUI
atom yriepona wiu azora. Hanpumep, 1,2-auruapoxuHonuH-1-unbHas rpynna (rae gpparmMeHT
CBS3aH C HCXOAHOW CTPYKTYpOH depe3 HeapoMaTHYeCKWil aTOM a30Ta) CYUTAETCs
reTEePOLMKIIOAIKEHIIIBHOW TPYIIONH, Toraa Kak 1,2-aurufipoXuHONMH-8-MiIbHas rpynmna (rae
(bparMeHT CBsI3aH C UCXOIHOHN CTPYKTYPOH uepe3 apoMaTHUECKHI aTOM yTriieposia) He CUUTAeTCS

FeTepOLII/IKJToaHKeHHHbHOﬁ rpynnof/'l. HpI/IMepbl NOJIMOUKIIMYCCKUX TE€TCPOLUKIIOAJIKCHUIIBHBIX
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TPYNI, COCTOSIIMX W3  TeTEPOLUKJIOATKEHWIBHON  TPYMIbL, KOHIEHCUPOBAHHOU C
apOMaTHUYECKHUM KOJIBIIOM, OTTUCAHBI HUXKE.

[31] Ilpumepsl MOMMIMKINYECKHUX KOJIEL, COCTOSAIIUX M3 apOMaTHYECKOro KOJIbLia
(HampuMmep, apuia WU TreTepoapui), KOHACHCUPOBAHHOTO C HEAPOMATHYECKHM KOJIBLOM
(HampuMep, UMKIOANKWI,  LUKJIOAJTKEHWUI, TIeTePOLHKIOANKIII,  T[eTePOLHKIOATKEHILI),
BKIIOWAlOT B ceOst wmHpmeHwn, 2,3-puruapo- 1H-unnenun, 1,2,3,4-terparuaponadranuym,
6en30[ 1,3 ] anoKkconm, TeTparuapOXuHONMUHII, 2,3 -1uruapo0eH3o| 1,4 IMOKCUHIII, WHIOJIUHII,
usouHnomaua, 2, 3-guruapo- |H-unpazonun,  2,3-nuruapo- 1H-6enso[d|Jumunazonun, — 2,3-

nuruapodbenzodypanmn, 1,3-murunpousodbensodypanmn, 1,3-muruapodeH3ofc]u3okcazomu,

2,3-nuruapodenso[d]uszokcazonmi, 2,3-nuruapodenso| d]okcazomnui, 2,3-
auruapodenso[blruodenun, 1,3-nuruapobenzo| cltuodenun, 1,3-
AUTHIPOOEH30[ C|U30THAZ0III, 2,3-nuruapobenso| d|uzoTnazonu, 2,3-
auruapodenso|d]ruazom, 5,6-nurunpo-4H-uuknonenral d|Tnasonu, 4.5,6,7-
terparuapodbenso[d]ruazonm, 5,6-nmurunpo-4H-nmuppoinol 3,4-dtraszomm, 4,5,6,7-

TETPAruApOTHA30J0[ S,4-C|MUPUINHII, WHAOJIUH-2-0H, UHIOJHUH-3-OH, W30WHAOJUH-1-0H, 1,2-
nurnapouHaa3on-3-on, 1H-6enso[d]umunazon-2(3H)-on, 6enzodypan-2(3H)-on, 6enzodypan-
3(2H)-on, uzobensodypan-1(3H)-oH, 6enso[cluzokcazon-3(1H)-on, 6enso[d]uzokcazon-3(2H)-
oenso[d]okcazon-2(3H)-on, Oenso[b]tuoden-2(3H)-on,  Oenso[b]ruoden-3(2H)-oH,

6enso[c]tuoden-1(3H)-on, 6enso[cluzornazon-3(1H)-on, 6enszo[d]uzornazon-3(2H)-oH,

OH,
6enso[d]tuazon-2(3H)-oH, 4,5-qurunponupposno|3,4-djruazon-6-ox, 1,2-murunponupaszonol3,4-
d]tnazon-3-on, xuHomuH-4(3H)-oH, xwunHazomuH-4(3H)-oH, xwuHazonuH-2,4(1H,3H)-nmoH,
xuHokcanuH-2(1H)-on, xunokcanuu-2,3(1H,4H)-nuon, uunnomuH-4(3H)-on, mupuansa-2(1H)-
oH, nupuMuauH-2(1H)-on, nupumuaus-4(3H)-on, nupunaszun-3(2H)-on, 1H-nuppono[3,2-
b]mupunun-2(3H)-on,  1H-nuppono[3,2-clnupunun-2(3H)-on,  1H-mmppono[2,3-c]nupunus-
2(3H)-oH, 1H-nuppono[2,3-b]nupunun-2(3H)-oH, 1,2-quruaponupasono|3,4-d]tuazon-3-on u
4,5-nuruaponuppono|3,4-djtuazon-6-on. Kak o00Cy»kmanoch B HACTOSIIEM JTOKYMEHTE,
CUMTAETCS  JIW  KaXKIO€  KOJNBIO  apUJIbHOM,  TeTepOapUSIbHOM,  LIUKJIOAJKUJIbHOM,
LUKJIOAJIKEHUTIbHON, TeTePOLUKIOANKUIBPHON WM  TeTePOLMKIOANKEHWIBHON  IPYNIOH,
OTPENeNsIeTCs] ATOMOM, Yepe3 KOTOPbI (hparMeHT CBsA3aH C UCXOAHOH CTPYKTYPOIL.

[32] «"amoren» oTHOCUTCS K QTOPY, XJIOPY, OPOMY HITH HOAY.

[33] «"anmoreHankmi» OTHOCUTCS K aJKUJIy, 3aMEIIEHHOMY OIHUM WJIH OOJBIINM
KOJIMYECTBOM TrajIOT€HOB. | aloreHankuibpHas Tpynna MOKET UMETh TaJIOT€HOBBINA 3aMECTHUTEIb B
JFOOOM TOJIOKEHUH, B KOTOPOM TO3BOJISIET BAJEHTHOCTh, HAa AJIKUJIE U MOKET UMETh JI00oe
KOJIMYECTBO TaJIOTEHOBBIX 3aMECTUTENIEH B [Mama3oHe OT OJHOr0 J0 MAaKCHMAaJbHOTO
KOJIMYECTBA, KOTOPOE MO3BOJISIET BAJIECHTHOCTh. KOHKpPETHBIE raJIor€HAIKHUIbHBIC TPYTIITbl UMEIOT
1, 2 mu 3 ranoreHoBbIX 3aMecTuTenel. [Ipumepsl ranoreHaIKUIbHBIX TPYIIT BKJIOYAOT B ce0sl,
NMOMHMO IPOYETO, -CHzF, —CHFz, —CFg, —CH2CH2F, —CH2CHF2, —CH2CF3, —CHzCl, -CHClz, -
CCls, -CH2CHCl, -CH2CHCl,, -CHCCl.

[34] Ecnu He yka3aHO MHOE, CO€AMHEHUs], PACKPbIThIE W/UIN OIMCAHHBIE B HACTOSLIEM

AOKYMEHTE, BKJIIFOYAKOT B ce0s1 Bce BO3MOIKHbIE OHAHTHOMEDPDI, ATUACTEPCOMEPDI, ME3OU30MEPBI U
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Apyrue CTepeon30MepHbIe (POPMBIL, BKJIIOUAs PALlEMHUYECKHUE CMECH, ONTUYECKU YHUCThIE (POPMBI
U CMECH MX IMPOMEXKYTOUHBIX COEIMHEHHH. JHAHTHOMEpPBI, THACTEPEOMEPHL, ME30H30MEPhI U
Apyrue CTepeon3oMepHble (OPMbI MOTYT OBbITH IOJNY4EHBI C HCIIOJNb30BAHHEM XHPAIbHBIX
CHHTOHOB WMJIM XUPAJIbHBIX PEAreHTOB MJIM Pa3JIeNIeHbl C HCIIOJIBb30BAHHEM OOBIYHBIX METOMAMK.
Ecnu He yka3aHO MHOe, KOrjla COEIMHEHUs, PACKPBITble W/MIN OMNHMCAHHBIE B HACTOSINEM
JIOKYMEHTE, COAepKaT OJe(pUHOBBIE IBOHHbBIE CBS3M WM JPyrue LEHTPbl Ie€OMETPUYECKOH
AaCUMMETpPHH, MPEAIOJaraeTcs, YTO COeOMHEHHs BKIIOYaoT B ce0s kak E, Tak u Z u3omepsl
Korna coenuHeHus, onmucaHHbIe B HACTOSIIEM JOKYMEHTE, COepIKaT (PparMeHThl, CIIOCOOHBIE K
TAyTOMEPH3AIMK, U €CJIM He YKAa3aHO MHOE, MOAPA3yMEBAeTCs, YTO COSNMHEHHs BKIFOYAIOT B
ceOst BCe BO3MOJKHBIE TAyTOMEPBL.

[35] «3ammrHas Tpynma» UMEET 3HAaYeHHE, OOBIYHO aCCOLMUPYeMOe C Hell B
OPTaHUYECKOM CHHTE3€, T. €. TPyIIa, KOTopas M30upaTesbHO OJIOKMPYET OAHMH WM OoJbluee
KOJIMYECTBO PEAKIHMOHHBIX YYaCTKOB B MHOTO(YHKIIMOHAJIBHOM COCJUHEHHWH, TaK YTO
XUMHYECKasi pPeakUuss MOXKET OBITh MPOBEAEHAa BBIOOPOYHO HA APYTOM HE3ALTUINEHHOM
PEaKIIMOHHOCTIOCOOHOM MECTE, W Takas, 4TO TPYINa MOXKET ObITh JIETKO yJaJeHa IOCie TOro,
Kak u3buparenbHas peakiys 3aBeplueHa. Pa3inyHble 3alUTHBIE TPYIIBI PACKPBITHI, HATIPUMED,
B T.H. Greene u P. G. M. Wuts, Protective Groups in Organic Synthesis, Third Edition, John
Wiley & Sons, New York (1999). Harmpumep, «ruapokcu-3amuineHHas popmMa» COmepskKUT Mo
MEHbIIEH Mepe OAHYy TIHAPOKCU-TPYNNY, 3aIMMINEHHYK) THUAPOKCHU-3ALIUTHON TPYIIION.
AHAJIOTUYHO, aMHUHBI M JPYrue PEakMOHHOCIIOCOOHBIE TPYIIBI MOTYT OBITh AHAJOTMYHBIM
00pa3oM 3aIULICHBI.

[36] Tepmun «papmarneBTHUECKH INpHEMIIEMas COJb» OTHOCUTCA K COJHM JIOO0ro u3
NPUBEICHHBIX B HACTOALIEM JOKYMEHTE COEAMHEHUI, KOTOpble, KaK M3BECTHO, HETOKCHUYHBI U
OOBIMHO HCHOJNB3YIOTCA B  (apMaleBTHYECKOH JuTepaType. B HEKOTOpBIX BapHaHTax
OCyLIECTBJIEHHs (hapMaLeBTUUECKH ITPUEMIIEMasi COJIb COSANHEHUSI COXPAHSIET OMOJIOTHYECKYIO
3¢ (}eKTUBHOCTD COCAMHEHWH, OINHCAHHBIX B HACTOSILIEM JOKYMEHTE, U He SBJSIETCS
OHMONOrNYecKH MM UHBIM 00pa3oM HexenaTeabHoU. [lpumMepbl GpapMarieBTUIeCKn MPUEeMIIEMbIX
coyeit MmoxxHO HaWTu B Berge et al., Pharmaceutical Salts, J. Pharmaceutical Sciences, January
1977, 66(1), 1-19. ®apmaneBTUYECKU MTPUEMIIEMBI COJIU MPUCOSTUHEHUSI KUCIOThI MOTYT OBITh
00pa3oBaHbl ¢ HEOPraHWUYECKUMHU KHCJIOTAMH U OPraHMYeCKHMMHU Kuciotamu. Heopranmdeckue
KHCJIOTBI, U3 KOTOPBIX MOTYT OBITh MOJYYEHBI COJH, BKIIOYAOT B ce0s, HAIPUMEP, COJISTHYIO
KHCJIOTY, OPOMHUCTOBOJOPOIHYIO KHUCIIOTY, CEPHYIO KHCJIOTY, a30THYIO KUCIOTY U (dochopHyro
kucinory. OpraHn4eckne KHCIOThI, U3 KOTOPBIX MOTYT OBITh MOJYYEHbI COJIH, BKIKOYAIOT B CeO0sl,
HAampuUMep, YKCYCHYKO  KHCJIOTYy, TPONHOHOBYIO  KHCIOTY, TJIMKOJEBYKO  KHCIOTY,
MUPOBUHOTPATHYIO KHCJIOTY, MOJIOYHYIO KHCJIOTY, IIABEJIEBYIO KHUCIIOTY, SIOJIOYHYIO KHCIOTY,
MAJIEHHOBYIO KHUCJIOTY, MAJIOHOBYIO KHCJIOTY, SIHTAPHYIO KHCIIOTY, (yMapoBYK KHCIOTY,
BUHHYIO KHUCJIOTY, JINIMOHHYIO KHCJIOTY, O€H30HHYIO KHCIOTY, KOPUYHYIO KUCIIOTY, MUHIAJIBHYIO
KUCJIOTY, METaHCYJIb(OHOBYIO KHCJIOTY, 3TaHCYJIb(POHOBYIO KUCJIOTY, 2-
THIPOKCUATHIICYIB(POHOBYIO KHUCIIOTY, M-TONYOJICYJIb(OHOBYIO KUCIOTY, CTEAPUHOBYIO KHCIIOTY

U CAJIMUIIOBYIO KHUCJIOTY. cI)apMaI_IeBTI/ILIeCKI/I MNpUEMIICMBIC COJIM MPUCOCANHCHUS OCHOBaHUH
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MOryT ObITb OOpa3oBaHbl C HEOPraHUYECKMMH W  OPTraHMYECKUMH OCHOBAHHSIMHU.
Heopranudeckrne OCHOBaHUS, U3 KOTOPBIX MOTYT OBITH IOJyYEHBbI COJIM, BKJIIOYAIOT B CeOs,
Hanpumep, HaTPUM, Kajaul, JJUTUH, aMMOHHM, KaJbLUH, MAarHUH, JKEJI€30, LIUHK, MeJb, MapraHeL|
u ayoMuHuid. OpraHndeckre OCHOBAHUS, U3 KOTOPBIX MOTYT OBITh MOJYYE€HBI COJIU, BKIIOYAIOT B
ceOs, HampuUMep, MePBUYHBIC, BTOPUYHbBIE U TPETUYHbIE AMUHBI, 3aMEIEHHbIC aMHHbBI, BKJIFOYast
BCTPEYAIOIIMECS] B TMPUPOJAE 3aMEIIECHHbIE aMHUHBI, LUKJIWYECKHMEe aMHHbl U OCHOBHBIE
HOHOOOMEHHbIe  cMOJNbl.  [IpuMepbl  OpraHMYeCKHMX OCHOBAaHWH  BKIKOYAOT B cels
U3OMPONIIAMHH, TPUMETUIIAMHUH, TUATUJIAMUH, TPUATUIIAMHUH, TPUMIPOTIHJIAMUH U STAHOJIAMMUH.
B  HekoTOpBIX BapuaHTaX  OCYIIECTBJIEHUS  (hapMALEBTHUECKU  MPHEMIIEMYIO  COJIb
MPUCOETMHEHUSI OCHOBAHUS BLIOUPAIOT U3 COJIEH aMMOHHUS, KaJIHsl, HATPUsI, KaJIbIUs K MATHUSI.

[37] Ecnu coenmHeHue, OMUCAHHOE B HACTOAILIEM AOKYMEHTE, MOJYYarOT B BUAE COJU
NPUCOSIMHEHUST KUCJIOThI, CBOOOJHOE OCHOBAaHME MOXKET OBITh MOJY4YeHO MyTeM
MOJIIIEIAYMBAHKS PACTBOPA COJIU KUCIOTh. I HA000pOT, eciii coeIMHEeHne MPEACTABIISIET COOOM
CBOOOHOE OCHOBAaHHE, COJIb MPUCOCAUHEHHS, B YACTHOCTU (papMaLEBTHYECKU MPUEMIIEMYIO
COJIb TPUCOSAVHEHMs, MOXXHO TMOJYYUThb IMYyTE€M pPAaCTBOPEHUsT CBOOOMHOTO OCHOBAaHHS B
MOIXOJISIIIIEM OPTAaHMYECKOM PacTBOpUTENE U 00pabOTKH pacTBOpa KHCIOTOH B COOTBETCTBUH C
OOBIMHBIMH METOIUKAMH TOJYYEHUs] COJIM MPUCOSTUHEHUS KUCJIOT M3 OCHOBHBIX COEIUHEHHIM
(cm., Hanpumep, Berge et al., Pharmaceutical Salts, J. Pharmaceutical Sciences, January 1977,
66(1), 1-19). Cneumnanucram B JaHHOW OOJIACTH TEXHHUKH HW3BECTHBI DPA3JIMYHBIE METOIHKH
CUHTE3a, KOTOPbIE MOKHO HCIIOIBb30BATh JJIsI TIOJy4YeHHs (papMalieBTHIeCKH IPUEMJIEMbBIX COJIeH
MPUCOECTUHEHHUSL.

[38] «CombBar» oOpasyercs mnpu B3aUMOIEHCTBUM PACTBOPUTENS] U COCAMHEHUS.
IMopxopsimuye pacTBOPUTENH BKIFOYAIOT B ce0sl, HAIIPUMeEpP, BOIY U CIHUPTHI (HATIPUMEp, STAHOI).
ConbBaThl BKIKOYAKOT B ce0sl TUApATHI, UMEIOLIHE JI000€ COOTHOLICHHE COCIUHEHHs K BOIE,
TaKue KaK MOHOTHAPATHI, TUTUAPATHI U MOJYTUAPATHL

[39] TepMuH «3aMeIIEHHBIIT» O3HAYAET, YTO YKa3aHHAsI TPyMNa Wik GparMeHT CONep:KUT
OJIMH WU OOJIbIIIee KOJMYECTBO 3aMECTUTEJEH, BKITIOUAsi, TOMUMO MPOYETo, TAKHUE 3aMECTUTEJIH,
KaK aJIKOKCH, allWJI, alMJIOKCH, aJIKOKCUKapOOHWJ, KapOOHUJIANKOKCH, Aal[WIAMHUHO, aMHHO,
aMUHOALINJI, AMHHOKaPOOHUJIAMHHO, aMUHOKAPOOHHUIIOKCH, ITUKJIOAJKHWII, LIUKJIOAKSHUI, apuJ,
reTepoapull, apUIIOKCH, [IMAHO, a3U0, TaJIOTeH, TUAPOKCUJI, HUTPO, KAPOOKCHUJI, THOJ, THOAITKHIL,
aNKWI,  AJKEHWJ,  QJKUHWI,  TETePOLUKIOANKWJ,  TETEPOLMKJIOANKEHWUN,  apajKul,
aMUHOCYJIbQOHW, CyNIb(OHUIIAMUHO, CYJb(OHII, OKCO W T.II. TepMUH «He3aMeleHHBIN
O3HA4YaeT, YTO yKa3aHHas TPyIIa HEe MMEET 3aMectuTesneil. B Tex ciywasx, korma TepMHUH
«3aMEILICHHBbII»  HUCMONB3YEeTCST Uil  OMUCAHUS  CTPYKTYPHOM  CHCTEMBI, 3aMeEIIeHUe
MOZIPa3yMeBaeTCs B JIIOOOM IMOJIOKEHHUH ¢ AOMyCTHUMOMN BaJeHTHOCTBIO B cucteme. Korma rpymmna
win QparMeHT UMEIT OoJiee OJHOTO 3aMECTHTENIS, TOAPAa3yMeBaeTCs, YTO 3aMECTUTEN MOTYT
OBITH OMUHAKOBBIMU WJIM OTJIMYATHCS APYT OT Apyra. B HEKOTOPBIX BapHaHTaX OCYILIECTBIICHUS
3aMeIleHHasl Tpymnna win (parMeHT UMeeT OT OJHOrO N0 MATH 3aMeCTUTeNeld. B HeKOTOphIX
BapHaHTaX OCYIIECTBJICHUs 3aMELIeHHasl rpymmna wid (parMeHT UMeeT OAMH 3aMeCTUTENb. B

HEKOTOPBIX BapHaHTax OCYLICCTBJICHUA 3aMCIICHHAs TrpyIa Wi (l)pal"MeHT HUMECT JBa
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3aMecTuTeNsl. B HEKOTOPBIX BapHaHTaxX OCYILIECTBJICHUS 3aMEIIEHHAs IPyIna WiIH (PparMeHT
UMeeT TPU 3aMecTuTeNs. B HEKOTOpBIX BapHaHTaX OCYILIECTBJICHMs 3aMeEll€HHas IpyIna WiH
¢dparMeHT uMeeT YeThlpe 3amMecTuTeNs. B HEeKOTOPBIX BapHaHTaX OCYINECTBJICHUS 3aMeIlleHHas
rpymnmna Ui GpparMeHT UMeeT IATh 3aMECTHTENEH.

[40] ITon «HeoOs3aTeNbHBIN» WIN «HEOOS3aTENbHOY» MOAPA3yMEBAETCs, YTO OMHUCAHHOE
nanee coObITHE MM OOCTOSITENBCTBO MOXKET MPOM3OHTH WJIM MOMKET He IMPOHM30HTH, U HTO
ONMCAaHUE BKJIIOYAET B ce0s ciydan, KOorna coObITHME WM OOCTOSITENBbCTBO IPOUCXOAUT, U
cillydyad, KOrAa OHO He mpoucxoauT. Hampumep, «He0O0s3aTeNbHO 3aMEINEHHBIA AJTKUID)
OXBAaTbIBAET KAaK «aJKWI», TaK M «3aMELIEHHBbIH ajJKWi», KaK ONPEIeNeHO B HACTOSIIEM
nokymenrte. CrienamuctaM B JaHHOW OOJIACTH TEXHHMKH OyJeT MOHSITHO B OTHOIIEHHH JIFOOOH
TPYIIIBL, COEpIKalleld OMUH WM OOJblIee KOJMYECTBO 3aMECTHTENEH, YTO TaKue TPYIIbl HE
NOJPa3yMEBAOT BHECEHHE KAKUX-TUOO 3aMeH WU Npoduiell 3aMeH, KOTOpbIE SIBIISOTCS
CTEPUUECKH  HEMPAKTUYHbIMU, CHHTETHYECKH  HEPeAIN3yeMbIMH  W/HIM  HW3HAYaJIbHO
HecTaOMIbHBIMU. Takyke ClIeqyeT MOHUMATh, YTO KOTAa rpynna Wwin GparMeHT HeoOsS3aTeNbHO
3aMELICHBI, PACKPBITHE BKJIIOYAET B ce0s1 KAK BAPHAHTHI OCYIIECTBIICHHUS, B KOTOPBIX TPYIINA W
(dparMeHT 3aMelIeHbl, TaK W BapHUAHTBl OCYIUECTBJICHHUS, B KOTOPBIX Tpymnma win (pparMeHT
SIBJISIFOTCS] HE3aMEeLL€HHBIMU.

[41] PackpeiTble W/WIM ONHMCAHHBIE B HACTOSINEM JOKYMEHTE€ COCOMHEHHUS MOTYT
NPEACTaBIATh COOOH obOoraimieHHble HW30TONHbIE (OPMBI, HAmpuMmep, OOOTralleHHbIE I10
COZIEPIKAHUIO ’H, °H, "'C, “C wum “C. B omnom BAPUAHTE OCYLIECTBJICHUS COECIUHECHUE
COIEPKUT MO MeHbIIEH Mepe OnuH atoM Aeirepus. Takue nedrepupoBaHHBIE (POPMBI MOTYT
OBITP TIOJyYEeHBI, HANpPUMEpP, C TOMOINBI0 METONUKH, ommcaHHOW B mateHTax CIIIA NeNo
5846514 n 6334997. Takue nelTepupOBaHHbIE COENUHEHHS MOTYT yIy4iaTh 3pPeKTUBHOCTD U
YBEJIMYUBATh MPOJOUKUTEIBHOCTh NEHCTBUSI COCUHEHUH, PACKPBITBIX W/MJIM ONHCAHHBIX B
HACTOSIIEM AOKYMEHTe. 3aMelleHHbIe IefTepueM COeINHEHUS MOTYT ObITh CHHTE3HPOBAHBI C
UCTIOJIb30BAHUEM Pa3HOOOPA3HBIX METOAOB, TAKMX Kak Te, KOTopble omucanbl B Dean, D.,
Recent Advances in the Synthesis and Applications of Radiolabeled Compounds for Drug
Discovery and Development, Curr. Pharm. Des., 2000; 6(10); Kabalka, G. et al., The Synthesis
of Radiolabeled Compounds via Organometallic Intermediates, Tetrahedron, 1989, 45(21),
6601-21; u Evans, E., Synthesis of radiolabeled compounds, J. Radioanal. Chem., 1981, 64(1-2),
9-32.

[42] TepmuH «papMaleBTHUECKH NPHUEMJIEMBIII HOCHTENb» HIH «(papMareBTUIECKH
NpUEMJIEMOE BCIIOMOTATENIbHOE BEIIECTBO» BKJIOYAET B ceOs roOble M BCE PACTBOPUTEINH,
IUCTIEPCUOHHBIE CPENbl, TOKPBITHS, AaHTHOAKTEpHUAJbHBIE M NPOTUBOTPUOKOBBIE areHTHI,
M30TOHMYECKHE areHThl M areHThl, 3ameuiomue adbcopbumto, n T.m. HMcrmonp3oBaHMe TaKuX
Cpen ¥ areHToB 1Jisl (hapMaLeBTHYECKH aKTHBHBIX BEIECTB XOPOLIO U3BECTHO B JAHHOW 00JIaCTH
TEXHUKH. 3a HCKIIOYEHHEM Ciy4aeB, KOrjma Kakas-1uOo oOObMHAast cpeja WM areHT
HECOBMECTUMBI C AaKTHUBHBIM HWHIPEIUEHTOM, €ro HCIONb30BaHNEe B (papMaleBTHUECKUX
KOMITO3ULMSIX ~ SIBJIAETCST  caMUM  co0Ol  pasymeroummMcs.  J{OMOJTHUTENbHBIE aKTHBHbIE

HUHTPEAUCHTDBI TAKXKC MOTYT OBITH BKJIFOYEHBI B (I)apMaLIeBTI/ILIeCKI/Ie KOMITO3HUIHUH.
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[43] TepMuHBI «MALMEHT», KUHAUBHAYYM» U «CYOBEKT» OTHOCATCA K >KHBOTHOMY,
TAKOMy Kak MJIEKOIUTAOIIee, NTUIAa UIH pbida. B HEKOTOPBIX BapmaHTaxX OCYIIECTBIICHUS
NAlMEeHT WIN CYOBEKT SIBJIAETCS MIIEKONHUTAOLINM. MUIIEKONUTAIoIUe BKIIOYAT B ceds,
HampuMep, MbIeH, Kpbic, coOak, KOIIeK, CBUHEW, OBeL, JowWaael, KopoB U Jronei. B
HEKOTOPBbIX BapHUaHTaX OCYINECTBJCHUS MAlMEHT, WHIWUBHIYYM MM CyOBEKT NpPenCcTaBiseT
coboll uenoBeka, HampuUMep, YeNOBEeKa, KOTOpbIH Obu1 mium OyneT OOBEKTOM JIeUeHHs,
HaOmozneHus win sSkcnepuMeHTa. CoeanHEeHHs, KOMIIO3MLMH M CIIOCOOBL, ONHCAHHBIE B
HACTOSIIEM JIOKYMEHTE, MOTYT OBITh MPUTOAHBI KaK IJI TEPaluu YeJOBeKa, TaK W IS
BETEPUHAPHHL.

[44] Tepmun «repaneBTHYeckd 3(P(PEKTUBHOE KOMUYECTBO» WiIH «3((PeKTUBHOE
KOJINYECTBO» OTHOCHTCSI K TOMY KOJIMYECTBY COEAMHEHUS, KOTOPOE PACKPBITO H/HIIK OIMHCAHO B
HACTOSIIEM JIOKYMEHTE, KOTOpPOE€ SIBIISIETCS NOCTATOYHBIM JJISi BO3ACHCTBHS HA JICUEHHUE, KaK
ONpPENEeNeHO B HACTOSIIIEM JOKYMEHTE, MPHU BBEACHUU MAIMEHTY, HYXKTAOIIEMYyCs B TaKOM
neueHnd. TepaneBTHuecKd 3(P(HEKTUBHOE KOJUUECTBO COSIUHEHHSI MOKET MPEACTABISTh COOOH
KOJIMYECTBO, IOCTAaTOYHOE sl JieueHHWs 3a00JieBaHUs, UYYBCTBHTEJBHOTO K MOIYJISLIUH
(marmpumep, uHrnOuposanuro) KIF18a. Tepameruuecku 3¢QexTHBHOE KOIMYECTBO OyneT
BapbUPOBATHCSI B 3aBHCHMOCTH, HAmNpUMep, OT CyOBekTa W 3ab0ieBaHus, MOABEPraeMoro
JEYSHNI0, BeCa M BO3pacra CyOBeKTa, TSHKECTH OOJIE3HEHHOTO COCTOSIHHS, KOHKPETHOT'O
COEMHEHUs], CXeMbl BBEJIEHHs], KOTOPOH HEOOXOIUMO ClIeIOBaTh, BPEMEHU BBEACHUS, CIIOCO0a
BBE/ICHUS, KOTOPbIE MOTYT OBITh JIETKO ONPENEIEeHbI CIIEUATNCTOM B JaHHOW 00JaCTH TEXHUKH.
Tepanesrudyecku 3pPeKTHBHOE KOIUYECTBO MOXKET OBITh YCTAHOBJIEHO ASKCIEPUMEHTAIIBHO,
HanpuMep, MyTeM aHaJln3a KOHLUEHTPAlUU XUMHUYECKOrO BELIECTBAa B KPOBH, HJIU TEOPETUUYECKH
nyTeM pacuera OMOJOCTYITHOCTH.

[45] «Jleuenme» (M pPOACTBEHHBIE TEPMHHBI, TaKH€ KaK <JIEYUTh, BBUICUCHHBII,
«JIevalyii» ) BKIIOYAeT B ce0st OTHO MK OOJIblIee KOJMYECTBO U3. MHTMOMPOBAHHS 3a00I€BaHHS
WIA pAcCTPOMCTBA;, 3aMENJICHHs WJIM OCTAHOBKH PAa3BUTHA KJIMHUYECKHX CHMITOMOB
3a0oneBaHMsl WM PacCTpOiCTBa wW/mim oOyerdeHust 3a0O0JEeBaHUS MM PAcCTPoWcTBa (T. €.
o0JierueHust UM perpecca KIMHUYECKUX CUMITOMOB). TepMHH OXBaThIBAaeT KaK MOJHOE, TaK U
YaCTUYHOE YMEHBIICHUE MATOJOTHYECKOTO COCTOSHUSI M PACCTPOMCTBA, & TAKXKE MOJIHOE HITU
YaCTUYHOE YMEHBLICHHE KIMHMYECKHX CHMIITOMOB 3a00JIEBaHUSI WM PACCTPOWCTBA. Takum
0o0pa3oM, COeIMHEHUs, OIMCAHHbIE W/HJIM PACKPbITble B HACTOSALIEM JOKYMEHTE, MOTYT
NPEAOTBPALIATh YXYAIICHHE CYIIECTBYOIIEro 3a001€BaHuUs WIN PACCTPONCTBA, CIIOCOOCTBOBATH
JeueHno 3a00NIeBaHMsI MM PAcCTPONCTBA WMJIM YMEHBLIATh WM YCTPaHATH 3a00JeBaHUE HIIH
PaccTpPOMCTBO.

[46] ITOHATHO, YTO BapUAHTHI OCYIIECTBIICHHUS, OMTMCAHHBIE B HACTOSIIEM JOKYMEHTE KaK
«COfIepIKaIIney, BKIIOYAIOT B Ce0s «COCTOSIINE M3» U «COCTOSIINE IO CYLIECTBY M3)» BapUAHTHI
OCYILECTBIICHHSL.

Coeaunenus

[47] Coenmuenuss u ux conu (Takue Kak (hapMaLeBTUYECKH MPHEMIIEMbIE COJIN)

HOI[pO6HO OonmucCaHbl B HACTOALIEM AOOKYMEHTC, B TOM HYHCJIC B KpPATKOM MH3JOXKCHUU H B
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npuiaraeMoii popmyne usoOpereHus. Takke NPEASIOKEHO NPUMEHEHHE BCEX ONMHCAHHBIX B
HACTOSIIEM JIOKYMEHTE COEIWHEHHH, BKJIIOYas JIFOOble M BCE CTEPEOU3OMEPHI, BKIIFOYAS
reomerpuyeckre uzomepnl (muc/Tpanc), E/Z-usomepbl, 3HaAHTHOMEpPBI, JUACTEPEOMEPBI U HX
CMeCH B JFOOOM COOTHOLIEHHUH, BKJIIOUasi PALlEMUUECKUE CMECH, COJIU U COJIbBATHI, OMIMCAHHBIX B
HACTOSIIEM IOKYMEHTE COSIUHEHUH, a TaK)Ke CIOCOOBI MONMy4eHHs TakKuX coenuHeHui. Jlroboe
COEAMHEHUE, ONHCAHHOE B HACTOSINEM JOKYMEHTE, MOXET TakKe YIOMUHAThCA Kak
JIEKapCTBEHHOE CPEJICTBO.
[48] B onHOM acniekTe nmpeioskeHbl coearaenus: popmyusl (I):
Ry,

=Y (W,

win ux (papMareBTUYECKH MPUEMIIEMast COJIb, TIE:

kosblo A mpencrasisier co0ol Ce.j4 apuin wnn 5-12-dneHHBIH reTepoapuil, KakKablid
HeoOs3aTeIbHO 3aMEIIeHHBIH OJHUM WM OOJIBIIMM KOJHYECTBOM 3aMECTUTENICH, HE3aBUCUMO
BBIOpaHHBIX W3 rpymmbl, cocrosimeii u3 ramoreHa, -OH, Cie ankuma, 3-10-uneHHoro
retepoumkioankmia, -NR*C(O)NR“R™, -NR*C(0)OR™, -NR*R¥, -N=S(O)R*R®, -OR*", -
S(O)R™, -S(O)NRZ)R3, -$(0),NR“R™S, -S(0)R™S, -(CR*R3), ,C(O)NR'R™?, -SR™!|
—C(O)R2122 u Ci¢ ankujia, 3aMEIEeHHOr0 OJTHUM HWJH OOJIBIIMM KOJHYECTBOM 3aMECTUTEJIEH,
HE3aBUCHMO BBIOpaHHBIX M3 rpymimbl, cocrosimed uz -OH, muano, Cs.jo uuknoankuna u 3-10-
YJIEHHOTO TeTEPOLMKIIOAIKMIA, HEOOsM3aTeNIbHO 3aMELIEHHOTO OAHMM WM OOJbIINUM
KOJINY€CTBOM TaJIOT€HOB,

R*-R*™? kasxnplil HE3aBUCHMO MpeAcTaBisier coboi Bonopon, Cie ankui, Cog alKEHM,
Cs.10 uwmknmoankuyn, Cs.jp mukimoankeHwt, 3-10-4jleHHBI TeTepOlUKIoaNKWI, 3-10-4ieHHbIH
rerepormkioankeHm, Ce.14 apun win S-12-uneHHBIH reTepoapwil, KaKIbld HEOOs3aTeIbHO
3aMEINEHHbIH OMHUM WJIK OOJIbIIUM KOJUYECTBOM 3aMECTHTENIeH, HE3aBUCUMO BBIOPAHHBIX W3
rpynmbl, coctosimedd w3 rajoreHa, unmano, -OH, -O(Ci¢ amkmna), Cire ankenwmna, Cs.o

lalp 122
“R"™ n Ci.¢ ankuna, HeoOA3aTEIBHO 3aMEIEHHOTO OHUM

ukgoankuia, -S(Ci ankuna), =CR
wir OOJIBITUM KOJIMYECTBOM 3aMECTUTEJICH, HE3aBUCHUMO BBIOPAHHBIX U3 TPYIIIbI, COCTOSIICH U3
ranoreHa, -OH u -O(Ci ankuna), rae R'"™ g R'™ xappiit HezaBucHMO MPEICTaBIISIET COOOU
Bogopon unu Ci.¢ KW,

kosblo B mpencrasnsier coboit Cs; nukmoankmwi, Cs7 HUKIOANKSHIT WK S-7-4JIEHHBINA
TeTePOLMKIIOANKIJI, TNI€ ONHMH WJIM JBA KOJIbLIEBBIX aTOMa KaXKAbIH MPEICTABISIFOT COOOM
KHCJIOPOJI, & OCTABIIHECS KOJIBIIEBBIC ATOMBI KQXKIIbIi MPEACTABIISIOT COOOU yriiepon;

kamas rpymma R®  HesaBmcmmo npencraBisier coboil  ramoreH, Cig  aJKHIL
HeoO0s3aTeIbHO 3aMEIEHHbIM OAHUM FJTH OOJIBIINM KOJIMUECTBOM TajioreHoB, Wiu C).¢ aJIKSHIUIT,

B
WM ABEC BUIHWHAJIBHBIC TIPYIIIIbI R” B3saTBI BMecTe C aroMaMu yrjaepoaa, K KOTOPbIM OHH
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MPUCOEAUHEHBI, IJ1si 0Opa3oBaHus Cs.jp LUKIIOATKIIIA, UM IBE TeMUHAIBHBIE TPYIIITHI R® B3siTBI
BMECTEC C aroOMaMu yrnepona, K KOTOprM OHU HpI/ICOGI[I/IHeHbI, JJIA O6paSOBaHI/I$I C3_10
LUKJIOAJIKHUJIA,

m paBHo 0, 1, 2, 3 nin 4,

Y! npexacrasJsier coboit N uiu CRCI;

Y? npexacrasJsietT coboit N miu CRCZ;

Y? npexacrassier coboit N uiu CR®;

Y* npeacTasisier codoit N uiu CRC4;

rre He Ooyiee yeM TpH U3 Yl, Y2, Y uyv? MPEICTABISIFOT coOoM N;

RE-R™ kaxnpiii HezaBuCHMO npencrasisier codoit Bomopoxn, ranoreH, nuaHo, -OH, -
NO,, -C(O)NR'R*?, -NR“R%, -NR“S(0),R®, -P(O)R'R®®, -N=S(O)R“R’, -S(O)(NR*')R"?,
-S(0),R,  -NRM™C(0)OR®"”, -NR®S(0),(CHy);. ¢NRCOR™® wnmu  Crg  anxu,
HeO6$I3aTeJ'IbHO 3aMeH.[eHHbII>1 OOHUM WJIN 6OJ'II:;I_HI/IM KOJINYECTBOM SaMeCTHTeHeﬁ, HE3aBUCUMO
BBIOPAHHBIX U3 IPYIIIbI, COCTOALIEH 3 rajorena u -OH;

RE-R®!® kaxblii He3aBUCHMO npencTasisier coboit Bomopon, Cs_io nukmoankui uin Cig
aNKWJ, HeoOsI3aTeIbHO 3aMELIEHHBI OIHMM WM OOJIbIIUM KOJIMYECTBOM 3aMECTHUTENEH,
HE3aBHUCHMO BBIOPAHHBIX U3 TPYIIIEL, cocTosel u3 rajnoreHa u -OH.

[49] B onHOM acriekTe mpeniioskeHbl coequuenus popmyisl (I-1):
(R¥)p

0 Yemy (1),

WK UX (papMarieBTUYECKH MTpHeMIIeMast COJlb, TTe:

kosbo A mpencrasisier coOor Ce.j4 apun wnm 5-12-4neHHBIA reTepoapuil, KakKIblid
HeoOsI3aTeNIbHO 3aMELICHHBI OJHUM W OOJIbIIMM KOJUYECTBOM 3aMECTUTENCH, He3aBUCUMO
BBIOPaHHBIX W3 Trpymmbl, cocrosimedi u3 ramoreHa, -OH, Ci¢ ankmma, 3-10-wieHHOrO
retepounkioankmia, -NR*C(O)NRZR™, -NR*C(0)OR®, -NR*R¥, -N=S(O)R*R®, -OR*", -
S(O)R™, -S(O)YNR*Z)R*3, -S(0),NR*“R*'3, -§(0),R*'® 1 -(CR*''R*'®),.,C(O)NR*'R™;

R*-R*™ kasxnplil He3aBHCHMO mpencTasisier coboit Bonopon, Cie ankii, Cos aKeHM,
Cs.10 umknoankui, Cs.jp mukimoankeHwt, 3-10-ujneHHBI TeTeponuKIoanKuwi, 3-10-uieHHbIH
rerepormkioankeHm, Ce.14 apun win S-12-uneHHBIH reTepoapwil, KaKIApld HE0Os3aTeIbHO
3aMELICHHbIH OJHUM HJIM OOJIBIIUM KOJHYECTBOM 3aMECTHTENEH, HE3aBUCUMO BBIOPAHHBIX U3
rpynmbl, coctosimedd w3 ranoreHa, nmano, -OH, -O(Cie amkmma), C,e ankenwmna, Cs.g

lalp 122
“R™ n Ci.¢ ankuna, He0OA3aTEIBHO 3aMEIEHHOTO OHUM

ukgoankuia, -S(Cj¢ ankmna), =CR
win OOJIBIINM KOJIMYECTBOM 3aMECTUTENICH, HE3aBUCHUMO BBIOPAHHBIX U3 TPYIIIbI, COCTOSIICH U3

lal 1a2 . .
rajiorena, -OH u -O(Cy4 ankuna), rme R™ u R kaxnablii HE3aBUCMMO MPEACTABIAET COOOM

Bogopon unu Cj.¢ alKu,
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kosblo B mpencrasnsier coboit Cs; nukmoankwi, Cs.7 HUKJIOATKSHIT WK S-7-4JIEHHBINA
reTePOLMKIIOANIKIII, TNI€ ONMH WJIM JBA KOJIbLIEBBIX aTOMa KaXKAbIH MPEICTABISIFOT COOOM
KHCJIOPOJI, & OCTABIIHECS KOJIBbIIEBbIC aTOMBI K&KIIbIH MPEICTABISIIOT COOO0H yIiiepon;

KaXaasi rpyrmmna R® HesaBucumo npencrasisier coboit ranored, Cie amkun win Cog
AJIKEHWT, WK JBE BULUHAJIbHBIE TPYIIIbI R® B3sTHI BMecTe ¢ atomamu yriaepoaa, K KOTOPbIM
OHHU MIPUCOETUHEHBI, i 00pa3oBanusi Cs.jg UUKIOATKUJIA, UM 1BE T€MUHAJIbHbIE TPYIIIbI RE
B3SITbI BMECTE C aTOMaMH YIJIepOJa, K KOTOPbIM OHHM MpHCOeTuHeHbl, st obpasoBanus Cs.j
LIUKJIOAJIKIJIA,

m paBHo 0, 1, 2, 3 unu 4;

Y! npeacTasiisier codoit N wiu CRCI;

Y? npeacTaBisier codoit N win CRCZ;

Y? npeacTasisier codoit N win CR® ;

Y* npeacTasisier codoit N win CRC4;

rre He Ooyiee yeM TpH U3 Yl, Y2, Y uv? MPEICTABISIFOT cOOoM N;

RY-R™ kaxnpii HezaBucHMO npencTasisier codboit Bomopoxn, ranoreH, nuaHo, -OH, -
NO,, -C(O)NR'R*?, -NR“R%, -NR“S(0),R®, -P(O)R'R®, -N=S(O)R*’R"’, -S(O)(NR*'H)R*"2,
—S(O)ZRC13 unu Ci¢ ankuji, HeOOsI3aTEIbHO 3aMEIEHHBIA OQHHUM UJIUA OOJIBIIMM KOJTHYECTBOM
3aMeCTHTeNIeH, HE3aBUCHMO BBIOPAHHBIX U3 TPYIIIBL, coCcTosmel u3 ranoreHa u -OH;

RC-R°" kaxmblii He3aBUCHMO npencrasisier coboit Bomopoxn, Cs.io mukmoankui win Cig
aJKWI, HEe00s3aTENbHO 3aMEIIEHHBIM OMHUM HIH OOJBIINM KOJUYECTBOM 3aMECTUTENIEH,
HE3aBUCHMO BBIOPAHHBIX U3 TPYIIIEL, cocTosel u3 rajnoresa u -OH.

[50] B npyrom acnekTe B HACTOSIIEM AOKYMEHTE MPeUIOKEeHO coenqunenue ¢popmyisl (I-

2)
(RBy,
Y
N / \\:I
2
o Yasys (1-2),

WK ero (papMaLeBTUIECKU pUeMIieMast CoJlb, TAE:

kosbio A mpencrasisier coOoi Ce.j4 apun wnn 5-12-uneHHBIA reTepoapuil, KakKIblid
HeoOsI3aTeNIbHO 3aMELICHHBI OJHUM HJIM OOJIBIIUM KOJUYECTBOM 3aMECTUTENEH, HE3aBUCUMO
BBIOPaHHBIX W3 Trpymmbl, cocrosimeii u3 ramoreHa, -OH, Ci¢ ankumma, 3-10-uneHHOrO
retepoumkioankmia, -NR* C(O)NR“R™, -NR*C(0)OR®, -NR*R¥, -N=S(O)R*R®, -OR*", -
S(O)R™, -S(O)NRZH)R®3, -$(0),NR*“R™S, -S(0),R™S, -(CR*''R™3), ,C(O)NR*'R™?, -SR™!|
—C(O)R"122 u Ci¢ ankuiga, 3aMEIEHHOr0 ONHUM WJIH OOJIBIIMM KOJHYECTBOM 3aMECTUTEJIEH,
HE3aBHCHUMO BBIOPAHHBIX M3 rpymnmbl, cocrosimen u3 -OH, mumano, Cs.j¢ umkmoankuna u 3-10-
YJIIEHHOTO TeTePOLMKIIOANKNTIA, HEeoOsS3aTeNIbHO 3aMEIIEHHOr0 OAHMM WM OOJbIINUM

KOJIUYCCTBOM T'aJIOTCHOB,
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R*-R*™*? kasxmplil He3aBHCHMO TpeAcTasisier coboil Bonopon, Cie ankii, Cog aKeHH,
Cs.0 umknoankui, Cs.jp mukimoankeHuw1, 3-10-uieHHBI TreTepoluKIoankmi, 3-10-uneHHbIH
rerepounkyoankeHms, Ce4 apui wind S-12-ujieHHBIA TeTepoapmii, KaKIbli HEoOs3aTeNbHO
3aMEIIEHHbI OIHUM WK OOJIbIIUM KOJUYECTBOM 3aMECTHUTENIEeH, HE3aBUCUMO BBIOPAHHBIX W3
rpynmsl, coctosiied u3 rajoreHa, umano, -OH, -O(Ci¢ amkuma), C,e ankenmna, Cs.g
uukioankuia, -S(Ci.¢ ankumna), =CR'¥R!'® y Ci.¢ anKmia, HEOOSM3aTENBHO 3aMEIIIEHHOTO OMHUM
WK OOJIBIIUM KOJUYECTBOM 3aMECTHUTENeH, HE3aBUCHMO BBIOPAHHBIX M3 TPYIIIbI, COCTOSLICH U3
ranoreHa, -OH u -O(Ci4 ankuna), rae R'% y R'™ kasmbiii He3aBHCHMO NPEICTaBIISIET COOOM
Bogopon unu Ci.¢ amKu,

kosbio B mpencraensier coboit Cs; muknoankuwi, Cs; HUKJIOANKEHIT WK S-7-4JIEHHBINA
reTepPOLMKIIOANKIII, T/I€ ONMH WJIM JBA KOJBLIEBBIX aTOMa KaXKAbIH MPEICTABJISIFOT COOOM
KHCJIOPOJI, & OCTABINHECS KOJIBIIEBbIC ATOMBI KQXKIbI MPEACTABIISIOT COOOU yriepo;

KaKaasi TpyImmna R®  HesaBucumo npencrasisier cobori ramoreH, Cig ankw,
HE00s13aTEIbHO 3aMEIIEHHBIA OJHUM MJIH OOJIBIINM KOJIMYECTBOM rajoreHoB, uiau Co.¢ aIKEHNIT,
WIA JIB€ BUIUHAJIbHBIE TPYIIITBI R® B3saThl BMecTe ¢ atomamm yrjiepoaa, K KOTOPBIM OHH
PUCOEANHEHBI, IJisi 00pa3oBaHus C;.jg LUKIIOANKIIIA, WU IBE TEMUHAJIbHBIE TPYTIITbI R® B3siTHI
BMECTE C aTOMaMH yIJIepoja, K KOTOPbIM OHHM TNPHUCOeAWHEHbI, aisi oOpasoBanust Cs.g
LIUKJIOAJIKIUJIA,

m paBHo 0, 1, 2, 3 nnn 4,

Y! npencTasisier codoit N win CRCI;

Y? npencTasisier codoit N win CRCZ;

Y? npencrasisier codoit N win CR® ;

Y* npexacrasJsier coboit N wiu CRC4;

rae He Oosiee ueM TpH u3 Yl, YZ, Y uYvY* npeacTasysitoT codoii N;

RE-R™ kaxnpiii HezaBuCHMO npezacTasisier cobol Bomopon, ranoreH, uuaHo, -OH, -
NO,, -C(O)NR'R*?, -NR“R%, -NR“S(0),R®, -P(O)R'R®*, -N=S(O)R“R"’, -S(O)(NR*'R"2,
-S(0)R, -NR™C(O)OR®® wumu C¢ ankun, HEOOA3ATENHHO 3aMELIECHHBIH OJHMM WM
OONBIIMM KOJMYECTBOM 3aMECTUTENIeH, HEe3aBUCHUMO BBIOPAHHBIX W3 TPYIIIbL, COCTOSIIENH W3
rajioreHa u -OH;

RE-R®Y kaxblii He3aBHCHMO npencTasisier coboit Bogopoxn, Cs_io mukmoankui uin Cig
AJKWI, HEeOOs3aTENbHO 3aMEIIEHHBIM OJHUM MM OOJIbIIMM KOJIMYECTBOM 3aMECTHUTENIEN,
HE3aBUCHMO BBIOPAHHBIX U3 TPYIIIBL, cocTosmel u3 rajnoreda u -OH.

[51] B npyrom acrniekTe B HACTOSIIEM AOKYMEHTE MpeIoKeHo coennaenue hopmysl (I-
3):
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(RPy,
Y
N / \\1
VAL
S )

WK ero (papMaleBTHYECKH MTpUeMIIEMasi COJlb, IJIe:

kosbo A mpexncrasisier coOor Ce.j4 apuin wnm 5-12-4neHHBIH reTepoapuil, KakKIbld
He0OsI3aTEIbHO 3aMEIIEHHBIM OMHUM MK OOJIBIIUM KOJMYECTBOM 3aMECTHTENEH, HE3aBHCHUMO
BbIOpaHHBIX W3 rpymmbl, cocrosimeii u3 ramoreHa, -OH, Ci¢ ankmma, 3-10-uneHHOrO
rerepormknoankua, -NR*' C(O)NR¥R®, -NR*C(O)OR™, -NR*R¥, -N=S(0)R*R¥, -OR""’, -
S(O)R™, -S(O)(NRH)R®3, -S(0),NR*“R™, -S(O)R™S, -(CR*TR™3),,C(O)NR**R*®, -SR™!,
—C(O)R"122 u Ci¢ ankuia, 3aMEIIEHHOI0 ONHUM HUJIH OOJIBIIMM KOJHYECTBOM 3aMECTUTEJIEH,
HE3aBHCHUMO BBIOPAaHHBIX U3 rpymmbl, coctosimed w3 -OH, mumano, Cs.jo umkmoankuna u 3-10-
YJIEHHOTO TeTEePOLMKIIOANIKIIIA, Heo0s3aTelbHO 3aMEIIEHHOTO OIHWM M OOJIbIIUM
KOJIMYECTBOM TaJIOT€HOB,

R*-R*™*? kasxzplil HE3aBHCHMO MpencTasisier coGoil Bonopon, Cie anki, Cos aKeHH,
Cs.10 umknoankun, Cs.jp mukimoankeHwt, 3-10-ujeHHBI TeTepoluKIoankuwi, 3-10-uneHHbIH
rerepormkioankeHun, Ce.14 apun win S-12-uneHHBI reTepoapui, KakApld HE0Os3aTeIbHO
3aMEIIEHHbI OIHUM WJIK OOJIbIIUM KOJUYECTBOM 3aMECTHUTENIECH, HE3aBUCUMO BBIOPAHHBIX M3
rpynmsl, coctosiied u3 rajoreHa, umano, -OH, -O(Cis amkmma), Cire ankenmna, Cs.o
rukioankuia, -S(Ci¢ ankuna), =CR"™R'" 1 Cy6 aJIKuIa, HeoOs3aTeIbHO 3aMEIEHHOTO OTHUM
win OOJIBIITUM KOJUYECTBOM 3aMECTHUTENeH, HE3aBUCHMO BBIOPAHHBIX M3 TPYIIIbI, COCTOSLICH U3
rayoreHa, -OH u -O(Ci ankuna), rae R'™ g R'™ xammpiil HezaBucHMO npeacTaBisieT coOoit
Bogopon unu Ci.¢ aKu,

kosbiio B mpencrasnsier coboit Cs; nuknoankuwi, Cs7 HUKJIOANKEHIT WK S-7-4JIEHHBINA
reTePOLMKIIOANKIII, T/I€ ONMH WJIM JBA KOJIbLIEBBIX aTOMa KaXKAbIH MPEICTABISIFOT COOOM
KHCJIOPOJI, & OCTABIIHECS KOJIBIIEBbIE ATOMBI KaXKIbIi MPEACTABIISIOT COOOU yriepon;

m paBHO 2;

nBe rpymmsl R® mprcoennHe bl K OXHOMY W TOMY K€ aTOMy yIJIepoja Ha Koible B u
B3sITBl BMECTE C aTOMOM YTIJIepOoAa, K KOTOPOMY OHU MPHCOEAMHEHBI, st oOpasoBaHusi Csy
LIUKJIOAJIKHUJIA,

Y! npeacTassier codoit N win CRCI;

Y? npeacTasisier codoit N win CRCZ;

Y? npeacTasisier codoit N win CR® ;

Y* npenacTasisier codoit N win CRC4;

rze He OoJyiee ueM TpH U3 Yl, Y2, Yiuyv* MPEICTABISIIOT coOoM N;

RY-R™ kaxnpiii HezaBucumo npencrasisier coboit Bomopoxn, rayioreH, nuaHo, -OH, -
NO,, -C(O)NR'R®?, -NR“R*, -NR*S(0),R*’, -P(O)R“'R®®, -N=S(O)R“R"’, -S(O)(NR*'R*"?,
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-S(0):R”,  -NR“C(0)OR®”, -NR'°S(0)2(CH2)1. ¢NRVCO)R®"® wumu  Cis  amkum,
Heo0s13aTEIbHO 3aMEIIEHHBIM OMHUM WA OOJIBIIUM KOJMYECTBOM 3aMECTHTENeH, HE3aBUCHMO
BBIOPAaHHBIX U3 IPYIIIBI, COCTOALIEH n3 rajorena u -OH;

R-R!® kaxnbiii He3aBUCHMO npencTasisier coboit Bogopon, Cs.io nuknoankut win Cig
aNKwi, HeoOs3aTeNIbHO 3aMEINEeHHbI OJHHUM WK OOJBIIUM KOJHYECTBOM 3aMECTHTENEH,
HE3aBUCHMO BBIOPAHHBIX U3 TPYIIBL, cOCTOsIIEH 13 rajoreHa u -OH.

[52] B Hekotopbix BapuaHTax ocyuiectsieHust ¢popmyisl (1), dopmynsr (I-1), hopmysl
(I-2) u dpopmyast (I-3) wim ux QpapmManeBTUYECKH MPUEMIIEMON COJH KOJBLO A 3aMELIeHO
OTHUM, MBYMsI, TPEMs, YETbIPbMs, TMSATHIO WJIH OOJBIIUM KOJHYECTBOM 3aMECTHUTENEH,
HE3aBHCHMO BBIOpaHHBIX W3 Tpymmbl, cocrosimeil u3 -SR™, -C(O)R? u Ci¢ anxuia,
3aMEINEHHOTO OJHHUM, JBYMS, TPEMS, YETHIPbMS, TMSIThEO MM OONBIIUM KOJHUYECTBOM
3aMeCTUTEJIe, HE3aBUCUMO BBIOpaHHBIX W3 rpymnmbl, coctosmeidl u3 -OH, mmano, Csg
uKoankuiaa u 3-10-4JIeHHOTO TeTepOLUKIIOATKUIIA, HEeOOS3aTeIbHO 3aMEIeHHOTO OIHUM,
ABYMsI, TPEMs, YEThIPbMSI, MSATHIO MM OOJNBITUM KOJHMYECTBOM TajioreHaMu. B HEKOTOpBIX
BapUAHTaX OCYILIECTBJEHUS KOJNBLO A 3aMelIeHO —SR"‘ZI, —C(O)R"122 win Cig aJKUIIOM,
3aMEIIEeHHbIM OJHHUM, JABYMs, TpPEMs, YETBIPbMs, MSATHIO WJIH OOJNBIIUM KOJUYECTBOM
3aMeCTUTEJIe, HE3aBUCUMO BBIOPaHHBIX W3 rpynmbl, cocrosimer w3 -OH, mmano, Csg
uKoankuiaa u 3-10-4IeHHOTO TeTepOLUKIOATKUIIA, HEOOS3aTeIbHO 3aMEIeHHOTO OIHUM,
OBYMsI, TPEMsi, HYETBIPbMs, ISITBIO WM OOJBIIUM KOJHYECTBOM TajJIOTeHOB. B HEKOTOPBIX

21 2 " .
1 R*™ kaxuprit HesaBucuMO TipexcTasisier coboit Bonopox, Ci

BapHaHTaxX OCyIUeCTBIeHUs R
ankun, Cog ankenun, Csqo mwmximoankuy, Cso OUKIOAIKeHUJ,  3-10-uieHHBINR
rerepouukyioankui, 3-10-unennsiii rerepouuknoankeHus, Ce.4 apun win  5S-12-uneHHbIN
reTepoapmi, KaXIbli HEOOsS3aTeIbHO 3aMELICHHBIH OJHHM WM OOJBIIMM KOJHYECTBOM
3aMecTUTeNIel, He3aBUCHMO BBIOPAHHBIX M3 IPYIIIBI, COCTOSAIIEH M3 rajoreHa, nuaso, -OH, -
O(C\.¢ ankuna), Ca. ankenmna, Cs.1o uukoankuna, -S(Cy.e ankmia), =CR'™R'™? u C,¢ anxuna,
HEeo0sI3aTeNIbHO 3aMEIIEHHOTO OAHUM WJIM OOJIbIIMM KOJHYECTBOM 3aMECTHUTENeH, HE3aBUCHMO
BBIODAHHBIX M3 IPYyMIbl, cocrosimeil u3 rasorena, -OH u -O(Ci¢ ankuna), roe R'™ u R'®
KaXIbIii HE3aBUCHMO TIpeNCTaBIsieT co0oit Bomopon min Ci.¢ aJIKHII.

[53] B HekotopbIx BapuaHTax ocyuiectsienus dopmyisl (I), dopmynsr (I-1), popmynsr
(I-2) u ¢opmyner (I-3) wim ux QapmaneBTHUYECKH NPUEMIIEMOH COJM OfHA WK OoJbluee
KOJIMYECTBO TPy R® HesaBucumo npencTaBisitoT coboii Ci¢ ankui, 3aMeIleHHbIH OIHHM,
OBYMS, TPEMsl, YETBIPbMs, IATHIO WM OOJBIIUM KOJHUYECTBOM TaJIOTEHOB. B HEKOTOpBIX
BAPUAHTAX OCYINECTBJIEHUsS Ipymma R® npencrasisier cobort Cig aNKui, 3aMEIeHHbIA OTHUM,
IABYMS1, TPEMsI, YETBIPHMSI, TIATHIO FUTH OOJIBIINM KOJMYECTBOM T'aJIOTEHOB.

[54] B Hexotopbix BapuaHTax ocyuectsienus ¢opmyinsl (I), dopmynsr (I-1), popmynsr
(I-2) u popmyuel (I-3) win ux papmManeBTHISCKH TPUEMIIEMON COJH R MPEICTaBIISIET COOOH -
NRCI4C(O)ORCIS

uukI0ankua Uik Cig aakui, HeOOs3aTeIbHO 3aMEIIEHHBIA OMHUM U OOJIBIIMM KOJTHYECTBOM

14 15 . .
rne R" u R kaxnpiii He3aBuCMMO MpeacTasiser coboit Bomopon, Ci.io

2

3aMeCTHTeNeH, HE3aBUCUMO BBIOPAHHBIX M3 IPYIIbI, cocTosmell u3 ranoreHa u -OH.

[55] B  HexkoTOppIX  BapuaHTax  OCYLIECTBICHUS  LUKJIOAJKWIbHbIE  WJIH
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reTePOLMKIIOAIKUIBHBIE TPYIIbI BKIFOYAOT B ceOs CUporpymnmel. B HEKOTOpBIX BapuaHTax
OCYIIECTBIICHHS LMKJIOAIKUIBHBIE WM TeTePOLUKIOANKIIbHBIE TPYMIbI BKIIOYAT B cebs
KOH/IEHCHPOBAHHBIE TPYIIIHL

[56] B HekoTopbIx BapuaHTax ocyuiectsieHus dopmyinsl (I), dopmyns (I-1), popmynsl
(I-2) u dpopmynsl (I-3) nunm ux papManeBTHUECKH MPUEMIIEMON COJM KOJNBLO A NpencTaBiseT
coboii Ceys4 apun wnu  5-12-ujeHHBIA reTepoapuii, KaKAbIH HEOOS3aTeNbHO  SIBJISIETCS
3aMeIeHHbIM. B HEKOTOpBIX BapHaHTaX OCYLIECTBIEHHs KOJbLO A TpencTaBiseT coOou
HeoOs3aTebHO 3aMerneHHblil Cq.14 apuil. B HEKOTOPBIX BapHaHTaX OCYIIECTBIECHUS KOJBIO A
npeAcTaBsieT coOoH HeoOs3aTeqbHO 3aMelleHHbI (¢eHmT. B HeKOTOpbIX BapuaHTaX
OCYIIECTBJICHUS] KOJIBIIO A MpencTaBisieT coOOl HeOoOsI3aTeNbHO 3aMeUIeHHbINH S-12-4uieHHbIH
rerepoapwi. B HEKOTOPBIX BapUaHTaX OCYLIECTBJICHHsS KOJBIO A TpeACTaBisieT CcoOoH
Heo0s13aTeNIbHO 3aMeIeHHbIN O-4JICHHBIN rerepoapmi. B HEKOTOPBIX BapHaHTaX OCYIIECTBIICHUS
KOJBIO A TipencraBisieT CoOOM HeoOs3aTeNbHO 3aMeIeHHbId S-djieHHbI rerepoapwi. B
HEKOTOPBIX BApPHAHTAX OCYIIECTBJICHHUS KOJBLIO A TMPENCTaBysseT COOOW MHIOJMII, WHAA3OJHIL,
NUPUANHWL, THOGEHWI, QypaHWs, TMNHUPA3OIUJ, MUPPOJMI, OKCA30IWI, XPOMAHUJ WM
XUHOJMHWI, KaXIblH HeOoOs3aTeNIbHO SIBISETCS 3aMEIIeHHbIM. B HEKOTOpBIX BapHaHTax
OCYIIECTBIIEHHSI KOJBLIO A MPEACTABIsIET COOOH HeOOs13aTeNbHO 3aMeIeHHbIN THO(EeHNMT.

[57] B HexotopbIx BapuaHTax ocyuectsierus ¢popmyisl (1), popmyner (I-1), popmynsr
(I-2) u ¢opmynst (I-3), dopmyner (II), konpo A HEOOA3aTENBHO 3aMEINEHO OIHUM, JABYMS,
TPeMsi, YETBIPbMS, MATHIO WM OOJIBIINM KOJHMUYECTBOM 3aMECTUTENIeH, HE3aBICUMO BBIOPAHHBIX
U3 rpymnnsl, coctosmen u3 ranoreHa, -OH, Ci¢ ankuna, 3-10-4leHHOrO reTepoLMKIOATKIIA, -
NR*C(O)NR“R®, -NR¥C(0)OR®, -NR“RY, -N=S(O)R®R¥, -OR"’, -S(OR"', -
S(O)(NRalz)RaB, _S(O)2NRa14Ra15’ _S(O)zRal6’ -(CRal7Ra18)0_1C(O)NRa19Ra20, _SRaZI’ _C(O)Ra22
u Ci¢ ankuia, 3aMELIeHHOrO OJHUM WM OONBIIMM KOJMYECTBOM 3aMECTUTENeH, He3aBHCUMO
BbIOpaHHBIX W3 Tpymmbl, coctosimer w3 -OH, mmano, Csjp umkioankwna u 3-10-uneHHOTO
reTEePOLMKIIOANIKMIA, HEOOS3aTeIbHO 3aMELIEHHOIO OJHUM WM OOJIBIIUM KOJHYECTBOM

1 pa22 .
¥R KaKIbIA HE3aBUCUMO

raJloreHoB, B HEKOTOphIX BapuaHTax OCylecTBieHUs R
npencraBisier coboit  Bomopon, Ci¢ amkmi, Cpe ankenmn, Csp wukioankwi, Csg
nukioankeHun, 3-10-unennsiii rereporukioankii, 3-10-unenHbiit rerepoumkaoankerm, Ce 4
apusl uiu S-12-4JIeHHBIH TeTepoapiil, KaKIblii HEOOsS3aTeNbHO 3aMENICHHBINH OIHUM, JBYMSI,
TPeMsi, YETBIPbMSI, TISATHIO UM OOJIBIIMM KOJHMYECTBOM 3aMECTUTENeH, HE3aBUCUMO BBIOPAHHBIX
U3 TPymmbl, cocrosimed w3 ramorena, umano, -OH, -O(Ci¢ ankuna), C,e anmkenuna, Cs.g

lalp 122
“R™ u C ¢ ankuna, HeOOSI3aTENBLHO 3aMEILIEHHOTO OHUM,

ukgoankuia, -S(Cy ankmna), =CR
ABYMsI, TPEMs, YEThIPbMSI, MATHIO WIH OOJBIIUM KOJUYECTBOM 3aMECTHTENICH, HE3aBUCHUMO
BHIOPAHHBIX M3 IPYIIbL, cocTosmed u3 ramorena, -OH u -O(Ci ankmma), rme R'™ u R'™
KOKIBIA HE3aBUCUMO TMpencTaBisier coboi Bonopox mwin Ci_g anKu.

[58] B HekoTOphIX BapuaHTax OCyLIeCTBJIeHUsS 3-10-dJieHHBIH Te€TePOLUKIOATKIIT

npeacTaBisier coOON munepuauHWI. B HEKOTOpBIX BapHaHTax OCyLIeCTBIEHHs 3-10-uieHHbIN
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()

N

reTepOLIUKIIOATIKIII TIPEACTABIAeT COOO0MH v B HEKOTOPHIX BAPHAHTAX OCYyIlecTBieHns R

npencrasiser coboit Bomopon mmi C ankiun B HEKOTOPHIX BapHAHTAaxX OCyIIecTBIeHHs R*!
npezacTaBisier codoi BOomopoa. B HEKOTOPBIX BapHaHTaX OCYIIECTBJICHUS R u R® kasmpiii
He3aBHCUMO mpexactasysier coboit Bomopon, Cie ankmn mmu Csz.jp UUKIOANKHI. B HEKOTOpBIX
BApUAHTAX OCYLIECTBJIEHUS R™? u R® kaxmplii HE3aBUCHMO npeacTaBisieT co0Oi BOAOPON,
LMKJIONPONMI, STHI WIH W3ONPOMHI. B HEKOTOpbIX BapMAHTAX OCyIIecTBIeHHst R*
npencrasiser coboii Bomopox win Cie alkmi. B HEKOTOPHIX BapuaHTax ocyliecTBieHus R*
nmpencTaBiser coboii BOXOPoA. B HEKOTOpbIX BapHaHTax ocymiecTsieHns R® mpencrasisier
coboii Bomopoxn i Cjg ankmi. B HEKOTOPBIX BapHAaHTAax OCYIIeCTBIeHHs R mpencrasmser
co0oit mpem-0yTiyi. B HEKOTOPBIX BapUAHTAX OCYINECTBICHUS R* 1 RY kaxuplil He3aBUCHMO
npencrasisier codoit Bomopoxn, Cie ankmnm wnm S-12-uJeHHbIH reTepoapmii, HeoOs3aTeabHO
3amelneHHbI Ci¢ ankuioM. B HEKOTOpBIX BapuaHTax OCYIIECTBJIEHUS R*® u RY kaxmprii
HE3aBUCHMO TIPEACTaBIsIeT COOOH  BONOPOX, MMHUAA30JIJ, METHWJIMMUAA3OIUT  HIIH
nupuMUIEHEL B HekoTOphIX BapmanTax ocymectsierms -N=S(O)R**R® npencrasusier coboii

(e
i
S,

/N
| a8 a9 o
~~ . B HeKOTOpbIX BapuaHTax ocywectsaeHuss R™ m R™ kaxnabli He3aBUCHMO

npenctasisier cobort Bogopon, Cie amkun wmm Csjg UMKIOATKUI. B HEKOTOPBIX BapHaHTax

8 ~ ~
OCYILUCCTBJICHUS R* u Ra9 KaXXKAbIM HE3aBUCUMO NPEACTABIIACT coOOM METUJ WU IMUKJIOIICHTHJI.

L

10 o I
¥ npencrasnsier coboi acrv B HEKOTOPBIX

B HexoTopbIx BapuaHTax ocymectsiaeHus -OR
10 o
BapMaHTax ocymectsieHuss R* mpencrasisier coboit Cijp IMKIOATKWI. B HEKOTOPBIX

10 .
BapMaHTax ocyliecTBieHuss R mpencrasnsier coOOi HUKIONEHTHI. B HEKOTOPBIX BapHaHTaxX

1 o

ocymectsienus -S(O)R™" mnpencrasnsier coboit ~w . B HEKOTOpbIX BapHUaHTax
11 .

ocyumectBieHusi R*" mpencrasusier coboil Cijp UHMKIOANKHI. B HEKOTOPBIX BapHaHTax

11 o
ocymiecteieHuss R®° mpexncraBnsier co0OM  UMKIONEHTHI. B HEKOTOPBIX  BapUaHTax

12\ pal3 .

ocymmectienus -S(O)NR*)R*- npencrasnsier coboii wone WM © we~ B HEKOTOpBIX
12 .

BapuaHTax ocyuiectBienuss R* - npencrasnsier coboit Bomopon mnu Cie ankuia. B HEKOTOPBIX

12 o
BapWaHTax oOCyLiecTBIeHus: R mpexncraBiser co0OM BOXOPOA WIM METHI. B HEKOTOpBIX
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al3

BapuaHTax ocymectieHuss R™° mpencrasiasier coboit Cs.g mUKIOATKII. B HEKOTOPBIX

13 o
BapMaHTax ocyliecTienuss R~ mpencrasnsier coboi LUKIONEHTHI. B HEKOTOPBIX BapHaHTax
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, A . B HexOTOpBIX

BapuanTax ocymectsirermnst R™* u R* kaxiplit HesaBucuMo npencrasisier co6oit Bonopor; Ciug
AJNKWI, HeOOs3aTeIbHO 3aMEINEeHHBIN OIHHUM, IBYMS, TPEMsi, YEThIPbMsl, MATHIO WM OOJBIIHM
KOJIMYECTBOM 33MeCTPITeJ'IeI>i, HE3aBUCHUMO BbI6paHHbIX n3 prr[l'[bl, COCTOSIH_Ieﬁ u3 C1_6 aJIKu1Jia,
Cy6 ankenmna, Cs.jo umknmoankuia, -OH, -O(Ci¢ amkuna), -S(Ci¢ amkuna) u rajorera; Cog

ankeHwt, Cs.jp LUKIOANKWI, HEOOS3aTeNbHO 3aMELIEHHbI OAHUM, ABYMS, TPEMs, YEThIPbMs,
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MATBIO WM OOJNIBIIUM KOJIMYECTBOM 3aMECTUTENIeH, HE3aBUCHUMO BBIOPAHHBIX W3 TPYIIIIHI,
cocrosituein m3 Cog ankenmna, Cs.p mukjoankwia, rajoreHa, uaHo, -OH, -O(Ci¢ ankuna),
=CR'"™R'" u C,4 ankuia, HeoBGA3aTENLHO 3aMEIEHHBIN OXHIM, OBYMSI, TPEMsi, YEThIPbMS,
MATBIO WM OOJNIBIIUM KOJIMYECTBOM 3aMECTUTENIeH, HE3aBUCHUMO BBIOPAHHBIX U3 TPYIIIIBI,
cocrosimeii w3 -OH, -O(Cr¢ ankmma) u ramorena, rae R'™ u R'™ kaxnaplii HesaBHCHMO
npexacrasisier coboit Bomopon wiu Cie ankun, Cs.g UUKIOANKEHWT, WIH 3-12-4ieHHbIN
reTepPOLMKIIOANKIII, He0O0S3aTeIbHO 3aMEIIEHHbIN OHUM, ABYMSI, TPEMSI, YETIPbMSI, TISITHEO HJIH
oonpimM kojuuecTBOM Ci¢ amkuiioB. B HEKOTOPBIX BapuUaHTaX OCYLIECTBJICHUS R4 g R3S
KKIbIA HE3aBUCUMO TpencTanisier coboii Bomopon uinu Cie ankuia. B HEKOTOpBIX BapHaHTaX
ocymectsiennss R*'* mpencrasisier coGoit Bomopon, a R mpexcrasmsier coboit 6ytin. B
HEKOTOPBIX BApPUAHTaX OCYLIECTBIICHUS R npezacrasisier coboit mpem-Oytun. B HEKOTOPBIX

C\N J;O \C\N “3'20

AR

BapUAHTaX OCYIIECTBICHUS -S(0)R™® MpeaCcTaBisieT CoOoi o , ,
HO F
F
), s mey oo e
"o "o "sZo N-dto 0 NP
I A b 1 5%0 g=0

F
/\ O F ;E ||
9] N.
O NP Z N/ S50 a{\ o
LN o “§=0 "§50 o N-gZ
e , .MLV , e , , wln 15005
CQC 0
N-¢2o
v B HEKOTOPBIX BAPUAHTAX OCYIIECTBICHUS -S(0),R™® npeacTaBisieT coboi
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Oog, Qo O Op, Ohp, Ol Chos
N,ﬁ_ ,D In N/ N\"' ’ "
g=0 S "sto 5=0 g0 Mo
|
" G
F 07
0 0 N Z N9 :ﬁ ‘
R g H?;:D N-gto
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OQCN\ Py

5=0
| al6 .
wans . B HekoropeIx BapmaHTax ocyuiectBieHuss R™° mpencrasnsier coboit Cs.jo

LUKJIOANKUT, WM 3-12-4JeHHBbIH TeTepOLUKIOANKUI, HEeoOsI3aTeNbHO 3aMELIEeHHBIN OIHUM,
ABYMsI, TPEMs, HYeTBIPbMs, ISTHIO WM OOJNBIIMM KOJMYECTBOM 3aMECTHTENeH, He3aBUCHMO
BBIOpaHHBIX M3 rpynmsbl, coctosimeil u3 Cie anKuia WM rajoreHa. B HeKOTOpBIX BapuaHTax
ocymectsiernss -(CR*'R*®),,C(O)NR*R*® npencrasnser coboit -C(O)NR*R™ unu

(CRR*®)C(ONR*R*™., B  Hexoropeix Bapuantax  ocymectsienus -(CR*R*®),
LC(O)NR*R™ npencrasisier co6oii -C(O)NR*'R™. B HekoTOPbIX BapHAHTaX OCYILECTBIIECHHS
-(CR*R*®));C(O)NR*’R™ mnpencrasisier coboit -(CR*'R**)C(O)NR*’R™’. B nekoropbix
BAPHUAHTAX OCYIUECTBJICHUS R 1 R*® axplit HE3aBHCHMO npeacTaBisieT coO00 BOAOPO HITH
C1.6 anxkun. B HEKOTOPBIX BapHaHTaX OCYIIECTBICHUS R*7 1 R*® kaskpiii MPEICTABIISIFOT COOOM

a9 g R kawaplii  HE3aBHCHMO

Bomopoa. B Hekoropeix BapuaHTax ocyuiecTBieHuss R
npexctasisier coboit Bogopon, Cis ankun mmn Cs.jp HUKIOANKII. B HEKOTOpBIX BapuaHTax

1 20 . N
ocymecranennss R u R™ kaxumplii HesaBHCHMO mpeicTaBisier coGOi BOXOPOX WM

Q\S

a2l o 1
LUKJIONpOnu. B HEKOTOPBIX BapHaHTax OCYILLECTBJIECHUS -SR OpeacTaBisiET coboi s

21 .
. B HekoTopbix BapuaHTax ocyuiecteieHusi R* mpencrasisier coboit Cs.jo umkmoankun. B

O

2 .

HEKOTOpbIX Bapuantax ocyuectsienns -C(O)R™ mnpencrasnsier coboii we B
a2 o

HEKOTOPBIX BApHAHTAX oOCynecTBIeHMs R* mpencraBmser coGoit Ci.jo LMKIOANKMmI B

HEKOTOPBIX BapHUAHTAaX OCYLIECTBICHUsI HeoOs3aTeNbHO 3aMerteHHbli Cj ¢ aKUII NPeacTaBisieT

F
F

OH N
coboi snns U ~w B HexkoTOprIx BapuaHTax ocyuiecTBieHus Ci.¢ alKuil
HEeoOsI3aTeNIbHO 3aMELIeH OTHHUM, ABYMSI, TPEMSI, YETBIPbMS, MATHIO WX OOJBIINM KOJHYECTBOM
3aMeCTUTEJIe, HE3aBUCUMO BBIOPAHHBIX W3 rpynmbl, cocrosimer w3 -OH, mmano, Cso
HUKJIoANKUIa U 3-10-4I€HHOro TeTepOIHKIOANKNIA, HEeOOs3aTebHO 3aMELICHHOTO OIHHM,
ABYMS, TPEMsl, YETBIPbMs, MATHIO WIA OOJBIIUM KOJMYECTBOM TaJIOTEHOB. B HEKOTOpBIX
BapUaHTaX  OCywmecTBIeHUs] 3-10-wieHHBIH  TeTepOIMKIOANKNI  TPENCTaBiseT  CcoOOH
NUNEPUINHII, HeoOs3aTeNbHO 3aMELeHHBI OJHUM, ABYMS, TPEMs, YETBIPbMS, ISITHIO WIIH
OOJNBIINM KOJMYECTBOM TaJIOT€HOB. B HEKOTOpBIX BapuaHTax ocyuiecTBieHHs 3-10-uieHHbIN

reTCPOLUKIIOATKNIT He00s13aTETbHO 3aMCIICH OAHUWM, OBYMs, TPEM:A, YCTbIPbMS, MATBIO WA
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OonpmM  kom4yecTBOM (propoB. B HEkOTOpBIX BapmaHTax ocyuiecTBieHHs 3-10-wieHHBIN
reTEePOLMKIIOANIKII TIPEACTABISIET COOOM MUMEPUINHIII, HEOOs3aTeNbHO 3aMELICHHbIN OXHUM,
ABYMSI, TPEMsI, YETBIPHMSI, MISATHIO HIIH OOJIBIINM KOJIMUECTBOM (PTOPOB.

[59] B HekoTOpbIX BapHaHTaX OCYIIECTBJIEHHUS KOJbLO A 3aMEIIeHO OAHUM WU

OONBIIMM KOJIMYECTBOM 3aMECTHTENEH, HEe3aBUCUMO BbIOPAHHBIX M3 TPYIIbL, COCTOSIIEH M3

H;N NH N NH N NH / N
dropa, xnopa, -OH, amuHo, e Ho L, N Ho L e
Sa, a. L 2 Ay e Wk
N il) 5 HN:§=0 fN=b|‘:=O 0—&;,—0 0=8=0 0=8=0
| |
\/('T]H v)\h,"—' NH HD\)\NH HO\/(NH ”O\)\NH
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D:S|=O D:?:O ‘?20 e Q:5|;:0 0:8[20
OH
A O e s WG w W w Y
NH hllH NH pLJH r~|JH I\IJH

. NH TH H
o:s|_0 Dzél:o 0=8=0 0=8=0 =8= 0=S|=O o:élzo
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. B HEKOTOPBIX BapHaHTaX OCYHICCTBIICHUA KOJIBLO A Heo0Os3aTeIbHO 3aMCIICHO OOHUM, ABYMs,

TPpEMsI, YETBIPbMsI, MMATHHO UJIN OOJIBIINM KOJMYECTBOM 3aMeCTHTeHeﬁ, HEC3aBUCUMO BbI6paHHbIX
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[60] B HekoTopbIx BapuaHTax ocyuectsienus ¢opmynsl (I), dopmymnsr (I-1), popmynsr
(I-2) u dpopmynst (I-3) nnn ux (apmaneBTHUECKH MPHEMIIEMOH CONM KOJbLIO B mpencrasnser
coboit Cs; umknoankuii, Cs; UUKIOATKEHWT WIH S-7-4JCHHBIA TeTePOIUKIOATKIII, Tae OONH
WM J1BA KOJBLEBBIX aTOMa KaKABIN MPECTABISIIOT COOOM KUCIOPO, & OCTABILIMECS KOJBIIEBbIE
aTOMBbl KaXKIbIH NPEACTaBISIOT COOOH yriepoa. B HEKOTOpBIX BapHaHTax OCYLIECTBIEHUS

konpio B mpencraensier coboit Cs.; nukimoankuwi. B HEKOTOPBIX BapuaHTax OCYIIECTBIICHHS
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KOJIBLIO B npeaCTaBJIACT CO6OI>1 MUKJIOIICHTHUJI, HUKJIOTCKCHUJI WM HUKJIOTCIITUIL. B HEKOTOPBIX
E *
niIn

o003HauaeT TOYKy MpUKperuieHus Kk octanbHoi Gopmyne (1), popmyne (I-1), dopmyne (I-2) wmn

BApUAHTaX OCYIIECTBJIEHUs Koiblo B mpencraenser coOoi , rme *

dopmyne (I-3). B HeKOTOpBIX BapHaHTax OCYIIECTBIEHUs Koyiblo B mpencrasisier coboit Cs;
LUKJIOAIKEHWI. B HEKOTOpBIX BapHaHTaX OCYIIECTBIEHHS KOJbLO B mpencraBnsier coboit

OUKJIOIICHTCHUII, MUKJIOI'C€KCECHUJI 501051 MUKJIOTCIITCHUIJI. B HEKOTOPBIX BapHaHTax

3

=

OCYILIECTBJICHHsI KOJIBLO B mpencrassier coboit , Tae * 0003HauaeT TOUKY MPUKPETUICHHS

Kk ocranbHO# popmyne (I), popmyne (I-1), dopmyne (I-2) unn popmyne (I-3). B HexoTOpbIX

9

*

BapHaHTaX OCYIIECTBIIEHUsI KOJIBIO B mpencrasmiser coboi rae * obo3HayaeT TOUKY

,
npukperieHust Kk ocranbHoi popmyne (1), hopmyne (I-1), popmyne (I-2) wnu popmyne (I-3). B
HEKOTOPBIX BapHWaHTaX OCYIIECTBJIEHUS KOJbIO B mpencrasiser coOoit  5-7-uieHHBIN
reTepPOLMKIIOANKIII. B HEKOTOPBIX BapHaHTaX OCYLISCTBIICHUS KONbIO B npencrasisier coboii 5-
7-4JIeHHBII FeTepOLMKIOANKNI, T€ OAWH WM ABA KOJBLEBBIX aTOMa Ka)K[bIi MPEACTAaBIISIIOT
co0OM KHUCIIOPOJ, a OCTaBIIMECS KOJIbLIEBBbIE aTOMbI KaXIbIi MPenCcTaBisAOT coOoi yriepon. B
HEKOTOpBIX BapHaHTaxX OCYIIECTBJIEHUS KoJblo B mpencrasisier coboit TerparuapodypaHui

win 1,3-nuokcanni. B HEKOTOPBIX BapHaHTaxX OCYLIECTBJICHUs KoibLo B mpencrasiser coboit

O Dfﬂ»
's) D
] *

WIH rae * o0o3Ha4aeT TOYKY MNPHUKpEIUieHus: K octanbHou (Gopmyne (I),

dopmyne (I-1), popmyne (I-2) uau popmyie (I-3).

[61] B HekOTOpBIX BapHaHTaX OCYLIECTBJIEHUs KOJbLO B 3amemieno m rpynnamu R®, rae
kaxnas rpynma R® mHesasucumo mpencraBmser coGoii ramoren, Cig aiki, HEOOS3aTENbHO
3aMELICHHbIH OHUM, ABYMSI, TPEMS], YETBIPbMSI, TISITHIO MIIH OOJNBLINM KOJUYECTBOM raJIOTE€HOB,
v Co. ATKEHIT, MM JBE BULMHAIBHBIC IPyMIbsl R® B3ATHI BMECTe ¢ aTOMaMu yriepoma, K
KOTOPBIM OHH TNPUCOEOUHEHBI, uisa oOpasoBanms C3.jp LMKIOAJKHIIA, WIA IBE T'€MHHAJIbHBIE
rpymmei R® B3sITBI BMECTE ¢ aTOMaMm yriepoma, K KOTOPHIM OHH MPHCOSTMHEHBI, UL
obpasosarnss Csjo LMKIOATKMIA. B HEKOTOPBIX BAPMAHTAX OCYLIECTBIeHHMs rpymma R°
npencTaBisieT coOOH MeTWJT WM 3TWI. B HEKOTOpPhIX BapHAaHTaX OCYINECTBJICHUS [BE
BHIMHANbHBIE TPYMbl R® B3STHI BMECTe C aTOMAMH yIIepOaa, K KOTOPBIM OHH TIPHCOEIUHEHE,
1 00pa30BaHUs LUKJIONPOMMWIA. B HEKOTOPBIX BapHaHTaxX OCYLIECTBIIEHUS /1BE T€MUHAJIbHbIE

B
I'PYIIIbI R” B39TBI BMeEcTe C aTOMOM yriepoga, K KOTOPOMY OHH TMNPUCOCAUHCHBI, JIs
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00pa30BaHMs UKJIOMPOITIIIA.

[62] B HekoTOpbIX BapuaHTax ocymecTBieHuss m paBHo O, 1, 2, 3 unu 4. B HEKOTOpBIX
BapuaHTax ocylecTsiaeHus m pasHO O, 1, 2 unu 3. B HEKOTOPBIX BapHaHTaX OCYLIECTBICHUS M
paBHO O, 1 mim 2. B HEKOTOPBIX BapHaHTax OCyLIeCTBICHHUs m paBHO O miau 1. B HEKOTOpBIX

BapI/IaHTaX OcylueCTBJIeHI/ISI m paBHO O. B HeKOTOprX BapI/IaHTaX OcyLIIeCTBJ'IeHI/IH m paBHO 1.
(RBy,

&
[63] B HexOTOpBIX BapuaHTaX OCYIIECTBICHUS dopmyast (1), popmyasl

cReReXe

(I-1), dopmymner (I-2) unu dopmyast (I-3) npencrasnser codboit ,

F e F,
d @ ]
() RS
% \__,D =
* ] * * ] A
2 2 2 2 2 2 2 I/I‘]-II/I

2

#
*
, TAC

o003Ha4yaeT TOUKy MpUKperuieHns k octanbHol ¢opmyde (I), popmyne (I-1), popmyne (I-2) mu

(R,

E
dopmyne (I-3). B HekOoTOpBIX BapuaHTax OCYLIECTBICHUS dbopmyner (1)

0ba0dddag

o #*
npeacTaBIsieT coOok

F

2

WA , Tie * obo3HavyaeT TOUKYy NpUKpervieHns kK ocranbHou Gopmyie (1), hbopmye
(I-1), popmyne (I-2) wnu popmyie (I-3).

[64] B HexoTopbIx BapuaHTax ocyuectsieHus dopmynsl (I), dopmymnsr (I-1), popmynsr
(1-2) u bopmymnsr (I-3) mm ux hapmauesTHIeCKH mpremIemoil comn Y' npexcrasisier coboit N
aY'

o C4
npexncrasisier codoit N umn CR™. B HEKOTOPBIX BapHaHTax OCYIIECTBJIECHHUS HE OoJjiee 4eM TpH

Cl, 2 o C2. /3 . c
wm CR™; Y* mpencrasnsier codoit N mm CR™; Y™ mpencrasisier codoit N mmm CR 3 ;
1 v2 3 4 o
w3Y , Y, Y uY npeacrasisitor coboii N. B HEeKOTOpBIX BapraHTax OCYIIEeCTBIEHUsS He Ooiee
1 v2 3 4 o
yemaBa m3 Y, Y, Y u Y mpencraBisiroT codoit N. B HEeKOTOpBIX BapHaHTaX OCYIIECTBIEHUS

1 <2 ~3 4 .
He Oonee ueM ommH W3 Y, Y, Y u Y mnpeacrasiser coboii N. HEKOTOPBIX BapHaHTaX
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1 . ~pCl, <2 . ~pC2. 3
ocymectsiieHust Y mnpexactasisier codoit CR™; Y” mpencrasisier coboit CR™; Y™ npencrapmnsier

" C3
coboit CR™;

3

4 . C4
a Y mpencrasnsier coboit CR™'. B HEKOTOpBIX BapmaHTaxX OCYIIECTBICHUS Y!
A Y

2

npencrasisier coboit N; Y2 mpencrasisier coboit CR™%; Y* mpencrasisier coboit CRS
NpeacTaBisieT coOok CR“. B HEKOTOPBIX BapUaHTaX OCYILLECTBJICHUS Y! npeacTaBisieT coboi
CR“; Y? npexacrasisier coboi N; Y’ MpeacTaBisieT coOoi CR®; a Y* npeAcTaBysieT coOoi
CR™.

[65] B HekoTOpbIX BapHaHTaX OCYLIECTBICHMUS RE-R™ kanoeiii  HesaBHCHMO
npeacTaBisier coboil Bomopox, ranored, muano, -OH, -NO,, -C(O)NR®'R%, -NR“R%, -
NRCSS(O)zRC(), _P(O)RC7R08, _N:S(O)RC9RCIO, -S(O)(NRCM)RCIZ, _S(O)ZRCIS, -NRCMC(O)ORCIS, _
NR®S(0),(CHy)1. ¢NRVCO)R® wmm Cp ankwii, HeOBS3aTENbHO 3aMELIECHHDBIH OIHUM,
ABYMsI, TPEMs, YEThIPbMS, MATHIO WM OOJBIIUM KOJUYECTBOM 3aMECTHUTENCH, HE3aBUCHUMO
BBIOPAaHHBIX W3 TIPyMIbl, cocTosmed wu3 ramorena u -OH. B HEKOTOpBIX BapuaHTax
OCYIIECTBJICHUS REL.R!8 KKIBIA HE3aBUCHMO TIpeacTaBisieT coboit Bopopon, Cs.jg UKIOATKUT
win Cj ¢ aNKu, HEOOS3aTeIbHO 3aMEUISHHBIA OIHUM, ABYMS, TPEMsl, YEThIPbMS, TSTHIO WJIH
OOJNBIIMM KOJIMYECTBOM 3aMECTUTENIeH, HE3aBUCUMO BBIOPAHHBIX W3 TPYIIbI, COCTOSIIEH W3
ranorera u -OH.

Cl pC4 o
-R KQXIObIA HE3aBUCHUMO

[66] B HekoTOpeIX BapuaHTax ocyllecTBiaeHUs R
npencTaBisier coboil Bomopox, ramored, muano, -OH, -NO,, -C(O)NR®'R%, -NR“RY, -
NRES(0),R, -P(O)RR®®, -N=S(O)R®R'’, -S(O)(NR*'H)R®'2, -S(0),R*>, -NR°“C(0)OR"
wi Ci ankui, HeoOS3aTeNbHO 3aMEIIEHHBbIH OJHUM, ABYMS, TPEMsl, YETBIPbMS, ISITHIO WIIH
OOJNBIINM KOJIMYECTBOM 3aMECTUTENEeH, HE3aBUCHUMO BBIOPAHHBIX W3 TPYIIIBL, COCTOSIIEH H3

1 pels .
‘R kaxnaplii HE3aBUCUMO

rajoreHa u -OH. B HexkOTOpBIX BapuaHTax OCylLiecTBieHHs R
npencrasisier codoi Bonopon, Cs.jp umkimoankui uin Cj.¢ ankui, HeoOs3aTeNbHO 3aMeleHHbIH
OOHHMM, [IBYMs, TpPEMs, 4YeTbIPbMs, IITbIO WJIM OOJBIIUM KOJUYECTBOM 3aMECTUTENEH,
HE3aBHCUMO BBIOPAHHBIX U3 IPYMIIbL, cocTosmer 3 ranorena u -OH.

[67] B HekoTOpBIX BapHaHTaX OCYIIECTBICHUS R“ peacTaBisieT coOOM BOAOPO MIIH
rajored. B HeKOTOpBIX BapUaHTax OCYLIECTBIEHUS R npeacTaBisier co0oW Bogopon i (Grop.
B HeKkOTOpBIX BapuaHTax OCYLIECTBIEHUS R npezacrasisier codboit Bomopon. B HekoTOpBIX
BAPUAHTAX OCYLIECTBIICHUSA R™ npencrasisier coboii Bomopon wiu -NH,. B HekoTopbIxX
BAPUAHTAX OCYILUECTBIICHUS R, R u R™ kaxpiii HezaBrcHMO npeacTaBisier co00i BOIOPO,

rajoreH wi -NHo.
c2 .
[68] B HEKOTOpBIX BapuaHTax OCyIlecTBiIeHUs R~ mpexacrasiser coboit nuano, -OH, -

N \ o 0.0 O‘é?fDH
/--..._,_ = WA \f
CH,OH, 6pom, -NO,, 0 , H ., H ., H . H ,
\ o 0
ST 0 —
o0 0 O/ &4 £ g’ 5__N>¥o

—~P. I
- " "
b N , HN , N o ° H W
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2 o
. B HekoTOphIX BapmaHTax ocymecTBieHHss R mpencrasnser coOoi

H
N-_.._ WhEy
¢ VN S
nuano, -OH, -CH,OH, 6pom, -NO,, 0 , H ., H i H ,
0 4
O\\“ S?O O
— —~P o B ] N || Y
H , ) , , N , HN N , O WIIH
O
./——‘—-.
>0
?LN c2
H . B HekoTOphIX BapuaHTax ocymiecTBieHuss R~ mpencrasisier coOoOi LMAHO, -

OH, ranoren, -NO,, C(O)NR“'R?, -NR“R®, -NR“S(0),R*®, -P(O)R'R®®, -N=S(O)R“R"’, -
S(O)(NR'HR?, -S(0),R", -NR“C(0)OR", -NR“'*S(0)»(CH2)1. sNRC(O)R™® umu C 6
aNKWI, HeOOs3aTeIbHO 3aMEIIeHHBIN OHHUM, IBYMS, TPEMs, YEThIPbMs], MATHIO WM OOJBIINM
KOJIMYECTBOM SaMeCTI/ITeJIefI, HE3aBUCUMO BbI6paHHbIX n3 prnl’[bl, COCTO?ILI_IefI U3 raJJorecHa mu -
OH. B HekoTOpbIX BapuaHTaxX OCYIIECTBICHHS R“ npencrasisier coboit nuuano, -OH, ranorew, -
NO;, C(O)NR'R?, -NR“R%, -NR“’S(0),R*®, -P(O)R“'R*, -N=S(O)R“R"’, -S(O)(NR*'HR"?, -
S(0)R", -NRMC(O)OR®"” mmn Ci¢ ankmi, HeoGS3aTENbHO 3aMELIEHHBIH OXHHM, IBYMS,
TpeMH, LIeTprbMH, IIATBKO UJIHA 6OJ'IbHII/IM KOJINYECTBOM 3aMeCTI/ITeJ'IeI\/'I, HE3aBUCUMO BbI6paHHbIX
U3 IPyMIbl, COCTOALIEHN U3 rajgorena u -OH.

[69] B Hekoropbix Bapuantax ocymectsierns -C(O)NR'R® mpencrasmser coGoii

0 . B HEeKoTOpbIX BapuaHTax OCYLIECTBJICHUS R 1 R® kaxupii He3aBUCHMO
npexacrasisier coboit Bogopon win Ci¢ amkuia. B HEKOTOPBIX BapHaHTaX OCYLIECTBICHHUS R u

2 9 o
R®° kaxaplil HE3aBUCHMO npencTaBisier coOOl BOAOPON, METHJT WJIM 3TWJ. B HEKOTOpBIX
5_‘_‘_ /—-—-—._._
N

304 .
“R* npencrasmnsier cogoit  H . B HEKOTOPBIX BapuaHTax

BapHuaHTax ocylecTBieHus -NR
c3 c4 “ o

ocymecteieHnst R~ u R™ kaxxapiit He3aBucUMO npenacrasisieT codoit Bogopon min Ci amKu

1 2 o o

B HexoTOphIX BapuaHTax ocyuiecTBieHuss R® u R™ kaxablil HE3aBUCUMO TIPENCTABIISIET COOOM

BOJOPOZ, METHJI WM 3TUJI. B HEKOTOPBIX BapHaHTax OCYIIECTBJEHUS -NR“S(0),R*®

0 Y
0 0 Q. g=0
\ ’,’.0 \\LS;" \S”-—/-‘DH ;"’N/ \\O
EN/S\\D QS{“N’ e ;—-_._N’
npencTasnser coboit  H , H , H WIH . B HexoTopbIX

5 o
BapuaHTax ocyuiectsieHusi R® mpezncrasiser coboit Bomopon win Cie ankui. B HEKOTOPBIX
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BAPHMAHTAX OCYyIIECTBIeHHs R mpencrasisier co6oil BOXOPON, METHI Il STHIL B HEKOTOPBIX
BapuaHTax ocymectsieHnst R mpencrasmser coboii Bomopon umi C.g ANk, HeOOS3aTENbHO
3aMeIHeHHbIﬁ OOHHUM, HAByMd, TpEMs, UYCTbIPbMs, IIATbHO WA OOJIBIIIMM  KOJIHMYECTBOM
3aMeCTHTeNIel, He3aBUCHUMO BbIOpaHHBIX n3 rajoreHa u -OH. B HekoTophIX BapmaHTax
ocymectanenns R npencrasisier coboit merun mmm -CH,CH,OH. B HekoTOpBIX BapHaHTax
ocymecraienns R® mpencrasisier coboif BOAOPOA. B HEKOTOPHIX BapHAHTAX OCYIIECTBIICHHS
R®® npencraBusier coGoii 3Twi. B HekoTOpbIX BapuaHTax ocyiecteienus -P(O)RTRS
—B
npencrasusier coboit . B HekoTopbIx Bapuantax ocymectsiennst R u R kaxcpiit
HE3aBHCHMO TIpeAcTaBsierT coboii C¢ alkumn. B HEKOTOPBIX BapHaHTax ocymiecTieHms RS u

8 . .
R Kaxmplii MpencTaBisitOT CcO0OM MeTH. B HEKOTOPBIX BapHaHTax OCYLIECTBJIEHUS -

D,\:S P
10 L S
N=S(O)R*’R'® npencrasnser coboii ¥ N . B HexoTophIX BapHaHTax ocymectsienns R® u
10 . N
R®" kaxnmeiii HeszaBucuMmoO mpernctaBiser coboit Cig ankmi B HEKOTOPHIX BapUaHTax

10 " o
OCYILECTBJIEHUS R? u R kamprit NPEACTABISIIOT CoOOH MeTwi. B HEKOTOpBIX BapHaHTax

iy
e
S "

ocymectsierns -S(O)(NR“HR? npencrasusier coboit HN um N . B HekoTopbIxX
BAPHUAHTAX OCYILECTBJICHUS R npencrasisier coboit Bonopon i Cie ankuia. B HeKoTopbIx
BapuaHTax ocymectsieHns RS mpencrasuser coGoif BOXOpOX MM METHI. B HEKOTOPBIX
BAPHAHTAX OCYIIECTBICHUS R npencrasisier coboit Cjeankun wm Cs.p tmkimoankui. B

HEKOTOPBIX BAPHAHTAX ocymiecTsieHmst R°'? npexcrasnsier coboil mukmonpomin. B HekoTophix

i~s(

TR

13 .
> npencraBnser coboii O . B HexoTOpbIX BapuaHTax

BapuaHTax ocyuectsieHus -S(O),R
13 .
ocyectsienusi R~ npencrasisier coboii Ci.¢ ankui. B HEKOTOPBIX BapUAaHTaX OCYLIECTBJIECHUS
13 .
R" npencrasusier coGoii Merni. B HekoTophx BapuanTax ocymectsiennst NR“C(O)OR”

O
e

N
H . B HekoTopbIx BapHanTax ocymectsienns R u R’

MPEICTAaBISIET COOOM

KK HE3aBUCHMO TpencTanisier coboit Bomopon win Cig ankuia. B HEKOTOpBIX BapHaHTaxX
14 o

ocymectsienuss R mpencrasisier coboii Bomopon. B HEKOTOPBIX BapHaHTax OCYILIECTBIICHUS

RP npeacTaBisieT coOol 3T, B HEKOTOPBIX BapuUaHTaX OCYIIECTBIICHHS “NR“S(0),(CH));.

¢NRC(O)R®  mpencrasnsier  coboi . B HekoTOpeIX BapHUaHTax
p p p
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ocymectsierns: -NR'°S(0)»(CH,),. ¢NR'C(O)R™® npencrapmsier coboit -NR'°S(0),(CH,);.

16 17 18 .
0 R mw R xaxngwii

sNRC(O)R®™. B HekoTOpbIX BapHaHTax OCYIIECTBIEHHs R
HE3aBHCHMO mpexacTaBisier coboii Bomopon wimn Cis ankwi. B HEKOTOpPBIX BapuaHTax
ocymecranennss R'® u R npencrasmsor coGoit Bomopom. B HEKOTOPBIX BapHaHTax
OCYLLIECTBJIEHUS R'® npeacTassieT coOoil MeTuI.
[70] B onHOM acniekTe npemioxensl coenuHenns opmyast (lal):
R214
|

. (RB)
Ra15 N\S{’D}Z e m
"~
RC2
0

WM uX (papMaLeBTUYECKH TpuemiiemMast coib, rae R

(Ial),

14 pals B o)
R, komeuo B, R, m u R

,
COOTBETCTBYIOT OIPENENICHUSIM, IPUBEACHHBIM st popmysl (1) mm 000l ee BapHaluu UK
BapUaHTa OCYLIECTBIEHUsI. B HEKOTOPBIX BapHaHTax OCYIIECTBIICHUS R“ NPEACTaBISIET COOOM
raoren, mmano, -OH, -NO,, -C(O)NR®'R®?, -NR“RY, -NR“S(0),R®, -P(O)R“R®,

N=S(O)R“R’,  -S(O)YNR'HR?, -S(O%R"®, -NR“C(O)OR®”, -NR®°S(0)2(CH,)1.
NRVCOR® wmm Cig ankwi, HEOOS3aTENbHO 3aMELNEHHbIi ONHMUM WIH  OOJBIIMM
KOJIMYECTBOM 3aMECTUTENICH, He3aBICUMO BBIOPAHHBIX U3 TPYIIIbL, COCTOSIIIEH M3 rajoreHa u -
OH. B HekoTOpbIX BapuaHTax OCYIIECTBJICHUS R npencrasisier codoii ranoreH, uuaso, -OH, -
NO,, -C(O)NR*'R, -NR“R, -NR“S(0),R*, -P(O)R“'R?, -N=S(O)R“R*"’, -S(O)(NR*'HR"?,
-S(O)zRC13 unn Ci¢ ankui, HeoOsI3aTENIbHO 3aMEIeHHbI OMHUM MM OOJIBIIMM KOJIHUYECTBOM
3aMeCTHTeJIeH, HE3aBUCHUMO BBIOPAHHBIX W3 Tpymmbl, cocrosimeii u3 ramorena u -OH. B
HEKOTOPBIX BapHAHTAX OCYIIECTBJICHHUS R“ npencTassier coOoit -NR“S(0),R®. B HEKOTOPbIX
BapHUAHTaX OCYLIECTBJICHUS R® npencrasisier coOol BOAOPOH, a R npencrassier codoii Cig
ankwi. B HEKOTOpBIX BapHaHTax OCYILECTBJIEHMUS R npencrasisier cobol Bomopond, a R
NpPEeACTaBIsieT COOON 3THII. B HEKOTOPBIX BapHaHTAX OCYLIECTBICHHS R® NpeACTaBiIsieT COO0H
BOJOPOA. B HEKOTOpPBIX BapuaHTax OCYILIECTBJIEHUSA R npencTasisier coboit st B
HEKOTOPBIX BAaPHUAHTAX OCYILIECTBIICHUSA R npeacTaBisier coboil MeTmsi. B HEKOTOpBIX
BapHUAHTAaX OCYILECTBJIEHHUS R MpeacTaBisieT cCo0ON BOIOPON, a R’ npencrasisietT coboii Cje
ankwi. B HEKOTOPBIX BapuUaHTaxX OCYILECTBJIEHMUS R npeacTaBisier co0ol BOIOpON, a R
npeacTaBisier co00l mpem-0yTuil. B HEKOTOPBIX BapUaHTaX OCYLIECTBIICHHUS R MIPEICTABIIAET

. 15 .
coboii Bomopon. B HekoTOphIX BapuaHTax ocyuiecTBienus R*” mpencrasnsier coboit mpem-

@

%
OyTui. B HEKOTOPBIX BapHaHTax OCYIIECTBIEHUsS KONbLO B npencrasisier coboit , Tae *
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o0O3Ha4aeT TOYKY NpHUKperuieHust K octanbHOi (opmyne (Ial). B HekoTOpwIX BapmaHTax

(R,

*
OCYLIECTBJICHHS dopmyisl (Ial) npencrasiser codoit

[71] B onHOM acniekTe mpeayiokeHsl coequHenus: popmybl (1a2):

Ra']ﬁ RB
\S(D}z ( Im
"~
RCE
0 (Ia2),
al6

win ux (apManeBTHYeCKH mpuemiieMas cojib, rae R, kombio B, RB, m u R
COOTBETCTBYIOT OIPENENICHUSIM, IPUBEACHHBIM 1uist popmysl (1) mmm 000l ee BapHaluy WM
BAPHAHTA OCYIUECTBIEHHs. B HEKOTOPBIX BapuaHTax ocywecTsieHmnst R npexcrasmsier coGoit
rajoren, 1uano, -OH, -NO,, -C(O)NR®'R®, -NR“R%, -NR“S(O)R®, -P(O)RR®, -
N=S(O)R“R",  -S(O)NR'HR®?, -S(O),R*"”, -NR“C(O)OR®"”, -NR“°S(0)»(CHa);.
NRYCOR® wmm Cig ankwi, HEOOS3aTENBHO 3aMELNEHHbIi ONHMM WIH  OGOJBIIMM
KOJJMYECTBOM 3aMECTUTENICH, He3aBIUCUMO BBIOPAHHBIX U3 TPYIIIbL, COCTOSIIIEH W3 rajioreHa u -
OH. B HekoTOpbIX BapuaHTax OCYIIECTBICHUS R“ npenacrasisier codoi rajoreH, uuaso, -OH, -
NO,, -C(O)NR'R**, -NRZR**, -NR“S(0),R, -P(O)R'R?, -N=S(O)R“R*"’, -S(O)(NR*')R*",

13 N
-S(0),R*” mnn Ci¢ ankui, HEOOS3aTENbHO 3aAMELIEHHbIM OTHUM WM OOJIBIINM KOJMYECTBOM

3

L
[72] B HEeKOTOpBIX BapUaHTaX OCYLIECTBICHHs KOO B He mpencrasisier coboit ,

3aMeCTHTeHeﬁ, HEC3aBUCHUMO BbI6paHHbIX U3 I'PYIIIIbI, COCTOsIIIEH U3 TajJoreHa 1 -OH.

rae * o0o3HauaeT TOYKY MpPUKpEIUIeHUsl K octanbHOi dopmyse (I). B HexkoTopbIx BapmaHTax
c1 .
ocywmectBieHnst R~ He mpezncrasisier coboil ¢Top. B HEKOTOPBIX BapuaHTaX OCYLIECTBIICHHS

2 .
R™” He mpencrasysier coOol BOmOpon. B HEKOTOpPBIX BapHaHTaxX OCYLIECTBIIEHHs KOJBbIO B He

<

., ¥ "
npeacTaBisier coOoit , Te * o003HaYaeT TOUKy NMPUKPETUIeHHsI K ocTanbHOi Gopmyte (I);

c1 . 2 .
wi R He npexacrasisier coboit drop; umu R~ He mpencrasisier codoit BOIOpo.

[73] B HEKOTOpBIX BapUaHTaX OCYLIECTBJICHUS COCAMHEHUE HE MPEACTaBIseT coOoit 4'-
¢dTop-1'-[3-(munepunus- 1 -cynpdponmn)oenzonn]-1',2' - iurunpocnupo| uukionenTas- 1,3 -uamnon];
3-uuknonponmi- 1-[3-({4'-¢prop-1',2 - nurunpocnupo| uuknonenras- 1,3'-uamnon|-1'-
w1 jkapoonmn)pernn|mouesuny; 1-[3-({4'-¢pTop-1',2"-murnapocnupol mknonenran-1,3'-uanomn]-
1'-un }xkapOonmn)penmn]-3-(mpomnan-2-mi)MOYEBHUHY; [4-({4"-pTOp-1',2"-
aurnapocnupo| uukioneHTan- 1,3 -unnon|-1'-un f kapobonmn)penns|MmeraHor, 4'-¢prop-1'-(1H-

UHA0JI-5-kapOonmn)-1',2 - guruapocnupo| uukionenras- 1,3'-uunon|; N-[3-({4"-¢rop-1',2"-
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auruapocnupo| uukiaonenTas- 1,3"-urmnon|-1'-nn } kapOonu)heHmn |nupuMUIUH-2-aMIH, 4'-
¢drop-1'-[3-(Mmopdonun-4-cynbdonun)denzonn]-1',2'- muruapocnupo| uknonenTas- 1,3'-nanon|

15 R)05 [3-({4'-pTop-1",2"-gurunpocnupo[uukinonenran-1,3"-unmon|-1'-
W1 } KapOOHWI ) (pEHMIT |MOUEBUHY.

[74] B HEKOTOPBIX BapHAHTAaX OCYIIECTBIICHUS COENUHEHUE HE MPENCTaBIsIeT COOOH COMb
4'-prop-1'-[3-(munepunun-1-cynbhormn)oensomnn]- 1,2 - nurnapocnupo| nukiaonenras- 1,3'-
uHoNa]; 3-muknonponui-1-[3-({4-¢Top-1',2"- auruapocnupo| mknonenras- 1,3"-ungon]-1'-
W1 } KapOOHMIT ) (pEHMIT | MOUEBUHBI, 1-[3-({4"-pTop-1",2'-qurnapocnupo| ukionexHTas- 1,3'-
uHnou |- 1'-un}xapOoumn)penmn|-3-(mponan-2-uia)MOYEBUHBI, [4-({4"-pTop-1',2"-
auruapocnupo| ukinonenTan- 1,3 -unnon]-1'-un fkapobonmn)pennn|meranona;,  4'-¢prop-1'-(1H-
uHA0J-5-kapOonmn)-1',2"- nuruapocnupo| uknonenran- 1,3 -uanonal; N-[3-({4"-¢rop-1',2"-
auruapocnupo| ukioneHTan- 1,3 -unnon|-1'-ui f kapoonwt)pernn |nupumMuInH-2-aM1Ha, 4'-
¢drop-1'-[3-(Mmopdonun-4-cynbdhormn)denzomn]-1',2- muruapocnupo| uknonexsTas- 1,3'-nuamona|
UJIn [3-({4-dTop-1",2'"-nurnapocnupo| uknonenran- 1,3 -uagon]-1'-
W1 } KapOOHMIT ) (pEHIIT | MOUEBHHBL

[75] B npyrom acmekTe B HACTOSIIIEM JOKYMEHTE MPEIJIOKEHO COeNMHEHHE (POPMYJIbI
(IT):

Ry,

" N
AP

o Ya=ys (ID),

Wy ero (papmareBTUYeCKy prueMiemMast Cojb, TIe:

KOJIBLIO A mpenacTaBiisieT coOoi
21

22

23
1) z4 , e Zl, ZZ, Zduz* KXl HE3aBUCHMO TPEACTABISET COOOMU
Bomopon umu R°, rae R” mpencrasmser coboii ramoren, -OH, -NR*C(O)OR™, -NR*R”, -
N=S(O)R®R®, -OR®!’, -S(O)R™!!, -S(O)(NRU2)R3, -S(0),NR*“R™*, -S(0),R*®, -(CR*'TR"!%),
IC(O)NR*R™, -SR*!, -C(O)R™?, -P(O)(R*)(R*™), -C=NR*® umui Cy.s ankui, 3aMeIeHHbIit
OOJHUM HWJIH 6OJ'[bHJI/IM KOJIMYECTBOM SaMeCTHTeHeﬁ, HE3aBUCUMO BbI6paHHbIX W3 TPYIIIbIL,
cocrosmenn u3 -OH, umano, Cs.;p uukmoankuna u 3-10-4I€HHOroO reTEPOLMKIOATKIIIA,

HE00s3aTEIBLHO 3aMCIICHHOI0 OJHUM HJIHU OONBIIMM KOJUYECTBOM rajOr€HOB WU C1_3 AJIKHJIOB,

IIPHU YCJIOBUH, YTO
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(1) xorna Z* mpencrasisier coGoll BOAOPOX, TO MO MeHbleil Mepe omuH u3 Z' u Z°
npencrasisier coboii RP; u
(2) xorna Z* npencrasisier co6oit RP, to Z' npencrasusier co6oit RP, mm
76
*."”'"l\azﬁ
! C

R —

.
.

(i) e . THe

/;,'/;.

=" TpencTaBisieT coOOH OAMHAPHYIO CBSI3b WM IBOMHYIO CBSI3b,

7> npenctasisier codoit C-H, N, O, S unmu N-X, rne X npencrasisier codoit H ummn C.
GATTKHJL.

Z° mpencrasisier coboii -NRZC(O)NR™R™, -NR™C(0)OR™, -N=S(O)R™'R*?,
S(O)R™, -S(O)(NR™HR™, -S(0),NR™R*, -§(0),R™*, -SR*®, -C(O)R*’, 3-10-unenmusiii
rerepounkioankun wm -CH(Z')(Z®), rae Z’ npencrasusier coGoii Bogopox wm -OH, a Z°
npenctasisier coboit Cig ankmin, Cs g MUKIOANKWI, HEOOS3aTEIbHO 3aMEIEHHBIA OJHUM HWJIH
OONBIIMM KOJIMYECTBOM TajIOT€HOB, WK 3-10-4JIEHHBI TeTePOLUKIIOANKIII, HEOOs3aTeIbHO
3aMEIEHHBII OJHUM UK OOJIBIINM KOJIHYECTBOM rajJOT€HOB, U

kosbo C mpeacrasnsieT coOo S-6-4IeHHBIN reTepoapui, HeoOs3aTeIbHO 3aMeIEHHBIN
ONHUM WM OOJNBIIUM KOJIMYECTBOM 3aMECTHUTENEH RE, roe Kaxuplii 3amecturenp R
HE3aBHCHUMO BBIOpAaH W3 Trpymmbl, cocrosimed u3 ramoreHa, -OH u Ci¢ ankuia, wim aBa
samectutens R B3sTbI BMeCTe ¢ aroMam, K KOTOPBIM OHHU TMPHUCOEANHEHBI, 1Jisi 00pa3oBaHUs
Cs¢ nuknoankuna, Csg LMUKIOAIKEHWIA, S5-6-4JE€HHOTO TeTePOLUKIOANKUIA, S-6-4JIEHHOTO
reTepOLMKJIOAIKEHUIIA WK 5-6-4JIEHHOTO reTepoapura,

R*.R* axnpiil HE3aBUCHMO npencrasisier coboit Bomopon, Ci.s ankui, Co.s aqKeHu,
Cs.10 umknmoankui, Cs.jp mukimoankeHwt, 3-10-4jleHHBIH TeTepOrUKIoaNKmI, 3-10-4ieHHbIH
rerepounkyoankenus, Cg 4 apuy wind 5-12-djieHHBIA TeTepoapwii, KaKIbli HE0Os3aTeNbHO
3aMEINEHHbIN OMHUM WJIM OOJIbIIUM KOJIUMYECTBOM 3aMECTHUTEJIeH, HE3aBUCUMO BBIOPAHHBIX M3
rpynmbl, coctosimedd w3 rajoreHa, umano, -OH, -O(Ci¢ amkuna), C,e ankenwmna, Cs.g

lalp 122
“R"™ n Ci.¢ ankuna, HeoOA3aTEIBHO 3aMEIEHHOTO OHUM

ukgoankuia, -S(Cy¢ ankuna), =CR
win OOJIBITUM KOJIMYECTBOM 3aMECTUTEJICH, HE3aBUCHUMO BBIOPAHHBIX U3 TPYIIIbI, COCTOSIIECH U3
ranoreHa, -OH u -O(C,4 ankuna), rae R'¥ u R'™ kambiii He3aBHCHMO NPEICTaBIISIET COOOMU
Bogopon unu Ci.¢ aKu,

kosbio B npencrasnsier coboit Cs; nukmoankmwi, Cs; HUKIOANKSHIT WK S-7-4JIeHHBINA
TeTePOLMKIIOANIKIII, T/I€ ONHMH WJIM JBA KOJIbLIEBBIX aTOMa KaXKABIH MPEICTABISIFOT COOOM
KHCJIOPOJI, & OCTABIIHECS KOJIBIIEBBIC ATOMBI KaJKIbIH MPEICTABIISIFOT COOOU yIiIepot;

KaKaasi TpyIa R® HesaBucumo npencrasisier coboit ramoreH unn Cig  aJKui,
HEOOS3aTEIbHO 3aMEIIEHHBIM OJHUM HIH OOJBIIMM KOJHUYECTBOM TaJIOTE€HOB, WM [BE
BULIMHAJIBHBIE TPYIIIIBI R® B3siThI BMecTE ¢ aToMamu yIaepona, K KOTOPbIM OHH MPHCOEIHHEHBI,

B
s obOpazoBaHust Cs.jp LUKJIOAQJKIIA, WJIM JIB€ I'€MUHalbHble Ipynmbl R™ B3ATbl BMecTe C
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aTOMaMH yrJiepoa, K KOTOPbIM OHH MPUCOETUHEHBI, 1Jisi 0OpazoBanus Cs.jo LIUKJIOAIKHIIA, HITH
JB€ T€MUHAJIbHbIE PYIIIILI R® B3sTI BMeECTE fUIA 00pa3oBaHUs TPYTIIbI =CR'“R'", rze R" u
R KX HE3aBUCUMO TIpeacTaBisier codoit Bonopoa uimu Cj_g aJIKW,

m paBHo 0, 1, 2, 3 nin 4,

Y! npexacrasJsier coboit N uiu CRCI;

Y? npexacrasJsier coboit N uiu CRCZ;

Y? npexacrassier coboit N uiu CR®;

Y* npeacTasisier codoit N uiu CRC4;

rre He Ooyiee yeM TpH U3 Yl, Y2, Y uyv? MPEICTABISIFOT coOoM N;

RELR™ KOKIBbIH HE3aBHUCHMO MPEACTaBisieT co0Oi BOAOPON WU RF, rue RF
npencraBisier coboi rajores, muano, -OH, -NO,, -C(O)NR“'R®?, - NR®R%, -NR“S(0),R, -
P(O)RC7RC8, _N:S(O)RCQRCIO, -S(O)(NRCM)RCIZ, _S(O)ZRCIS, -NRCMC(O)ORCIS, _
NR'®S(0),(CHy),. (NRC(ORE, -0O-S(0),R" mnu Ci ankui, 3aMelieHHbI OXHAM WM
OONBIIMM KOJMYECTBOM 3aMECTUTENIeH, HEe3aBUCHUMO BBIOPAHHBIX W3 TPYIIIbL, COCTOSIIEH W3
ranoreHa u -OH, u

R-RY kaxmblii He3aBUCHMO npencrasisier coboit Bomopon, Cs_io muknoankui uin Cig
AJKWI, HE00s3aTENbHO 3aMEIEHHBIM OMHHUM MM OOJBIIMM KOJHYECTBOM 3aMECTUTENIEH,
HE3aBHCHUMO BBIOPAHHBIX U3 TPYIIBI, cocTositei u3 ranoreHa, -O(Cy ankuna), - NHC(O)(Cy
ankwia) u -OH;

IIPH YCIIOBUH, YTO

(1) xorma xonprio B mpexncrasisier coOoii HE3aMEIIEHHbIH HUKIONEHTHI, TO KOJbLO A

Z1
72

73
MPECTaBIISIET COOOM z! , TJ€ MO MEHbIIEeH Mepe ONUH U3 z'-z! MPEICTABIISIET
coboit  -S(0O)2-(3-10-4yieHHBII TeTePOLMKIOANKIIT), 3aMEIIEHHbIH OJHUM WM OOJBIINM
KOJIMYECTBOM TaJIOTE€HOB,
(2) xorma xomnpo B mpeacraBnseT coOOil He3aMEINEHHBIM ITUKJIOTEKCHII, a KOJbIO A
Z1
Z2

23

o 4 " Cl_C4
npeacTaBisieT coOoi z , TO IO MeHblIe Mmepe oauH n3 R7-R

NpEeACTaBJISIET
v pF
coboii R", u

(3) xorma xompuo B mpencraBnser co0oil  5-7-uneHHBI  TeTEPOLMKIIOATKHIIL,
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Z1
22

Z3
o B o 4
HeoOs13aTenbHO 3aMelneHHbii 1-4 R”, To xonbio A mpeacrasisier coOoit z , TIe
N0 MEHbIIEH Mepe OAuH U3 VAN A npeacrapisier  coboit  -S(O)z-(3-10-uneHHbIIH
reTepPOLMKIIOANKIIT), HeOOsI3aTeIbHO 3aMEIIeHHBIH OMHUM WM OOJNBIIUM  KOJHMYECTBOM

raJJIOr€¢HOB.

[76] B HekoTOphIX BapuaHTax ocymectsieHus: Gopmysl (1) wiu ee papmaneBTrudecku
NPUEMIIEMON COJNM OJMH, ABA, TPU WIJIHU YEThIPE Z'-Z" nesaBucumo BBIOPAHBI W3 TPYIIIIEL
cocrostmeii u3 -SR™!, —C(O)R"122 u Ci¢ ankuma, 3aMELIEHHOTO OHUM, IBYMsI, TPEMsI, YE€ThIPbMS,
NATBIO WM OONBITUM KOJIMYECTBOM 3aMECTUTENIeH, HE3aBUCHUMO BBIOPAHHBIX W3 TPYIIIHI,
cocrosmeri u3 -OH, wmano, Cs.;p uwmkmoankuna u 3-10-4JI€HHOrO TreTEPOLMKIOATKIIIA,
HEoOs3aTeIbHO 3aMEIIEHHOTO OJHUM, JIBYMsI, TpPeMs, YeTBIPbMsl, MSATHIO WIH OOJBIINM
KOJJMYECTBOM TaJIOTE€HOB. B HEKOTOPBIX BapHaHTaX OCYIIECTBJICHHS KOJIBIO A 3aMEIeHO -SR™!,
-C(O)R™” umn Ci¢ ankuwioM, 3aMELICHHBIM OXHHM, OBYMSI, TPEMSs, YETHIPbMS, IMSTHIO WU
OONBIIMM KOJMYECTBOM 3aMECTUTENIeH, He3aBUCUMO BBIOPAHHBIX M3 TPYIIIBL, COCTOSIIEH U3 -
OH, ummano, Csjo wukioankuiga u 3-10-4WIEHHOrO TIeTePOIMKIOANKIUIA, HEOOs3aTeNbHO
3aMEIIEHHOTO OJHUM, IBYMSI, TPEMsI, YETBIPbMSI, TISITHIO UM OOJIbIITUM KOJIMYECTBOM T'aJIOTEHOB.

21 4 R*™ kaxcaplil HE3aBHCHMO TIPEICTABISET COBOIt

B HexoTOpBIX BapuaHTax OCyliecTBieHHus R
Bogopon, Cie ankumi, Coe anmkeHus, Cs.jo nukioankui, Cs.jp UuMkiIoankeHus, 3-10-dyieHHbIN
rerepounkyioaykmi, 3-10-unennsiii rerepounkinoankeHus, Ceq4a apun win  S-12-ueHHbIHA
rerepoapwi, KakAbli Heo0s3aTeNlbHO 3aMEIIEHHBIM OIHMM MJIM OOJBIIUM KOJHYECTBOM
3aMeCTHTEJIeH, He3aBUCUMO BBIOPAHHBIX M3 TPYIIIbI, COCTOsINEH W3 rajoreHa, uuaHo, -OH, -
O(C\.¢ ankuna), Ca. ankenmna, Cs.jo uukaoankmna, -S(Cy.e ankmia), =CR'™R'? u C\¢ anxua,
He00sI3aTEIbHO 3aMEIEHHOTO0 OJHUM HJIM OOJIBIIHM KOJIMYECTBOM 3aMECTUTEJIEH, HE3aBHCHMO
BBIODAHHBIX M3 PYMIbI, cocrosimeil u3 rasorena, -OH u -O(Cis ankuna), roe R'™ u R'®
KKIbIA HE3aBUCUMO MpencTaBisieT codoi Bonopoa win Ci.¢ anKu.

[77] B HexoTOpbIX BapuaHTax ocymectsienus ¢opmydsl (II) mim ee dpapmaneBTrHyecKu
MPUEMJIEMON COJTH Zl, ZZ, Z>uz* KXKIAbI HE3aBUCUMO TIPEJCTABIISIET COOOM BOIOPOA WJIH RD,
rne R® npencrasisier co6oii ranoren, -OH, -NR*C(O)OR®, -NR*RY, -N=S(O)R®R®, -OR*", -
S(O)R™!, -S(0)(NRU2)R3, -S(0),NR*R™?, -S(0),R™S, -(CR*R®),.,C(O)NR*R™, -SR™!|
-C(O)R™, -P(O)R™)R™), -C=NR™® wmm Ci¢ ankuwi, 3aMeIeHHbIH OIHUM HJIH OOJbILINM
KOJJMYECTBOM 3aMECTHTEJIeH, He3aBIUCHMO BbIOPaHHBIX M3 TPYIIbI, coctosmeit u3 -OH, nuaxo,
C5.10 mukstoasikmia u 3-10-4JIeHHOTO TeTePOLUKIIOATKIIA, HEO0s3aTeIbHO 3aMEIIEHHOTO OJJHUM

4 a5 o
Wi OONbIIMM KOau4YecTBOM ranoreHoB miu Ci; ankunos, rae R*-R™” kaxnplii HE3aBUCHMMO
npenctasisier coboit  Bomopon, Cig amkmn, Coe ankenmn, Csgp wmukmoankwi, Csg

nukyioankeHus, 3-10-uneHHsiit rerepouukioankui, 3-10-uneHHbiil rerepouukaoanker, Ce. 4
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apuni uiau S-12-4JIeHHBIN TeTepoapmil, KaxIblli HeOOs3aTeNIbHO 3aMELIEHHBI OXHUM WJIH
OOJBIIMM KOJIMYECTBOM 3aMECTUTENIeH, HEe3aBUCHUMO BBIOPAHHBIX W3 TPYIIIBL, COCTOSIIEH W3
rasoreHa, uuano, -OH, -O(C,¢ ankuna), C,.¢ ankenmna, Cs.jo uuknoankmna, -S(Cis ankumia),
=CR"™R!*Z y Ci ankuia, HEOOS3aTEILHO 3aMEIEHHOrO OJHUM HJIM OOJIBIIUM KOJIHMYECTBOM
3aMeCTHTesIel, He3aBUCHMO BBIOPAHHBIX M3 IPyMMbl, coctosimeit u3 rajgorena, -OH u -O(Cg
anxmna), roe R'™ u R'™ kaskpiii He3aBHCHMO npezncrasisier coboi Bomopon uiu Cj_g aKul.

[78] B HexoTopbIx BapuaHTax ocymecTsieHus ¢opmyiel (II) wmm ee papmaneruuecku
MPUEMIIEMON COJIH z* npencTanisier coOOl BOAOPOMA, a MO MEHBIIEH Mepe OOuH U3 VAR WA
npeacTaBisier coOoi R® rze R® OompesAesieH B APYroM MeECT€ B HACTOsIeM IOKyMeHTe. B
HEKOTOPBIX BapHuaHTax ocymectrieHus ¢opmyisl (II) wim ee dpapManeBTHUECKH MPUEMIIEMON
conu Z* npencrasisier coboit, korna Z* npencrasmser coboit R° u Z' npencrasisier coGoit RP,
rne R” ompenesnen B 1pyroM MecTe B HACTOSIIIEM JOKYMEHTE.

[79] B HekoTOpbIX BapuaHTax ocyiiectieHus ¢opmyinsl (1) wmu ee dpapmaneBrudecku
MPUEMIIEMOU COJIU VAl npenctasisier coboit C-H, N, O, S wiu N-X, rae X npencrasisier coOoi
H wmu Cigankun. B HEKOTOpPBIX BapuaHTax oOCyIecTBIeHHss X mpeacrasisser coboit H. B
HEKOTOPBIX BapUaHTAaX OCyllecTBieHUss X mnpexacrapisier codoit Cie amkun. B HekoTOphIX
BapHaHTaX OCYIIECTBICHHUs] X TpeacTaBisier coboil Merwa. B HEKOTOpPBIX BapHaHTaxX
ocymectsieHus: popmyssl (1) unm ee papmManeBTHUESCKU MPUEMIIEMON COJIU z’ MIPENCTaBJIACT
coboit C-H, N, O, S i N-X, rae X npencrasisier coboii H mmm Cy_ganku, A MPEICTaBIISIET
co60it -NR*“’C(O)NR™R™, -NR*C(0)OR™, -N=S(0)R"'R*?, -S(O)R™, -S(O)(NR™*R*>,
-S(0),NR*R*| -S(0),R™*, -SR™®, 3-10-unennsiii rerepoumknoankmi, C(O)R*™ wm -
CH(Z7)(ZS), rne Z' mpexcrasisier coboit Bomopon mim -OH, a z® npencrasysier coboir Cie
ankwi, Cs.jp HUKJIOATKWI, HEOOS3aTeNbHO 3aMEIEHHBI OIHUM WM OOJBIIUM KOJHYECTBOM
rajoreHoB, Wid 3-10-4uleHHbI TeTePOLHKIOATKNI, HEO00A3aTENbHO 3aMEIIeHHbIH OIHUM MU
OOJBIINM KOJMYECTBOM TaJIOr€HOB, a Koublo C nmpeacrasisier coOOH S-6-4eHHbIH reTepoapu,
HEOOS3aTENbHO 3aMELeHHBI OJHUM WIA OOJIBIIUM KOJWYECTBOM 3aMECTUTENIEH RE R i (2
Kaskblil 3amecTiTes RE He3aBHCHMO BHIOPAH M3 IPYIIbL, cocTosimel u3 ranorena, -OH u C g
aJIKIUIa, WK f1Ba 3aMectutens R® B3sIThI BMeCTe ¢ aTOMaMu, K KOTOPBIM OHH MIPHCOSHHEHBL, JUIs
obpaszoBanus Cs mukioankuia, Cs¢ MUKIOANKEHIIA, S-6-4JIEHHOTO TeTepOLUKIIOANKUIa, 5-6-
YJIEHHOTO TeTEePOLUKIIOANKeHUIa WM S5-6-1JIeHHOro rerepoapuia;, u R-R*™  kasmprit
He3aBHCUMO Tipenctasiisier codoit Bomopon, Ci¢ ankmn, Cyg ankenun, Cs.jp mukmoankmi, Csqg
nukioankeHus, 3-10-unennsiit rerepouukioankui, 3-10-uneHnbiit rerepoumkaoankerm, Ce.4
apusl uiau S5-12-4jieHHBIH TeTepoapuil, KaxIbldi He0Os3aTeNIbHO 3aMENIEHHBI OIHUM WJIH
OONBIIMM KOJMYECTBOM 3aMECTUTENIeH, HEe3aBUCUMO BBIOPAHHBIX W3 TPYIIIbL, COCTOSIIEH W3
raymoreHa, uuano, -OH, -O(C,¢ ankuna), C,¢ ankenmna, Csio umkmoankmna, -S(Ci ankuia),
=CR"¥R!Z y Ci6 ankuia, HEOOS3aTEIbHO 3aMEIIEHHOrO OJHUM HJIM OOJIBIIUM KOJIHYECTBOM
3aMeCTUTEJIeH, HE3aBHCHMO BBIOPAHHBIX W3 Tpymmbl, coctosieil u3 rajorera, -OH u -O(Ci
ankmna), rae R'™ u R kaskplil He3aBHCHMO IpeacTaBsier coboit Bonopox i C g aIKuL,

[80] B HekoTOpbIX BapuaHTax ocyiiecTBieHus dopmyinsl (1) unu ee papmaneBrudecku

v B -
npuemMIeMOu COJIM OAHA U OoJibllIee KOJUYECTBO rpymni R” HezaBucumo npeaACTaBJIAOT coboit
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C\-6 aJIKWI, 3aMELICHHBIA OTHUM, IBYMSI, TPEMSI, YETBIPbMSI, TISITHIO UJIA OOJIBIINM KOJUYECTBOM
rajoreHoB. B HEKOTOpBIX BapHaHTax ocymecTsieHms rpyrma R® mpencrasmser coboit Ci
AJIKWJI, 3aMEIIEeHHBbI OIHUM, IBYMs, TPEMsl, YETBIPbMs, ISIThIO WK OOJBIINM KOJHYECTBOM
rajJlOr€HOB.

[81] B HekoToprIx BapuaHTax ocyiectsieHus: Gopmysl (II) unu ee papmanesrudecku
npuemiieMoii conu KonbLo B mpencrasisier coboit Cs.; uukinoankumi, Cs.; HUKIOATKSHUI HITH S-
7-4J€HHBIN TeTePOLMKIOANKIII, T€ OAWH WM ABA KOJBLEBBIX aToMa KaKIbId MPENCTaBIISIIOT
co0Ol KHUCJIOPOJ, a OCTaBIIMECS KOJIbLIEBbIE aTOMbI KAKABIM MPENCTaBISAIOT co00i yriepon. B
HEKOTOPBIX BapHuaHTax ocymectrieHus dopmyisl (II) mwim ee dpapManeBTHUECKH MPUEMIIEMON
COJTH OIHA MIK GOJIbIIee KOMMYECTBO Ipymt R® HesaBHCHMO MpencTaBisioT coboil ranores wim
Ci.6 amkwi, HeoOS3aTeNbHO 3aMELEHHBI OJHUM MJIM OOJBIIUM KOJMYECTBOM rajioreHoB. B
HEKOTOPBIX BapHaHTax ocymectsieHus ¢opmyisl (II) mwim ee dpapmaneBTHUECKH MPUEMIIEMON
CONM JBE BHLHMHAJbHBIE TPymmbl R® B3sITHI BMECTe C aTOMAaMM yIJepoia, K KOTOPHIM OHH
PHUCOeMHEHSL, s 06pasoBanus Cs.jo LHKIOANKIIA, WIH JBE TeMHUHANbHbIC TPYIIb R B3sThI
BMECT€ C aTOMaMHU YIJIEpOAa, K KOTOPbIM OHM NPUCOCAMHEHBI, ansi obpasosanusi Cs.pg
LMKJIOANKIIA, WIH JBE TeMHHANbHBbIE IPYIIbl R° B3ATHI BMeCTe Iisi 0OPasOBAHMS PYIIIbI
=CR'™R'™ rne R'® u R'™ kaxnpiii He3aBrcMMO npencraBisietT coboit Boxopon uin Cig aKuiL.

[82] B HekoTophix BapuaHTax ocymectsieHus: Gopmynsl (II) wmu ee papmaneBTiudecku
npuemnemoii comu R mpencrasmster coboit -NR“C(O)OR®”, rne R u R" xaxnpiit
HE3aBUCHMO TpencTanisier codor Bonopon, Cs.jo nuknoankmi nin Cie aikumi, HeoOs3aTeabHO
3aMELICHHbIH OJHUM HJIM OOJIBINUM KOJHYECTBOM 3aMECTHTENeH, He3aBUCUMO BBIOPAHHBIX U3
rpymnnsl, cocTosiieit u3 rajgoresa u -OH.

[83] B HekoToprIx BapuaHTax ocymectsieHus: Gopmydsl (II) unu ee papmanesruuecku
MIPUEMIIEMON COJIU RE'-R™ kasknplit HesaBHCHMO npezacTasysier coO00i BOIOPOI MITH R", rne R*
nmpexncTaBiser coboii ramores, muano, -OH, -NO,, -C(O)NR“'R?, - NR“R*, -NR“S(0),R*, -
P(O)RC7RCS, —N:S(O)chRCIO, -S(O)(NRC“)RCIZ, ‘S(O)ZRCIS, -NRCHC(O)ORCIS,
NR®S(0),(CHy)1. (NRC(ORYE, -O-S(0),RY unu Ci¢ ankui, 3aMelieHHbIA OXHAM WM
OOJBIINM KOJIMYECTBOM 3aMECTHUTENICH, HE3aBUCHUMO BBIOPAHHBIX W3 TPYIIIBL, COCTOSINEH U3

cl_Rcl9

raorera u -OH; a R KOKABIA HE3aBUCHUMO Tmpencrasisier cobort Bomopoxa, Cs.po

tuknoankua uin Cig aakui, HeoOs3aTeIbHO 3aMeIeHHbINH OJHUM MU OOJIBIIMM KOJMYECTBOM
3aMeCTUTEJIeH, He3aBUCHUMO BBIOPAHHBIX U3 TPYIIIIBI, cocTosmen u3 rajnoreHa, -O(Cy¢ ankuna), -
NHC(O)(C16 ankuna) u -OH. B HexoTophix BapuanTax ocymecTsiaeHust ¢opmyisl (II) umu ee

Cl pC4
-R

dapmaneBTuyecku npuemiieMoit comu R KKl HE3aBUCHUMO MPEACTaBIsieT COOOH

sogopon mwm RY, rme RY mpencrasmsier coboit ranoren, uuano, -OH, -NO,, -C(O)NR'R?, -
NRCSRC4, -NRCSS(O)zRC6, -P(O)RC7RC8, -N:S(O)chRC1O, _S(O)(NRCII)RCIZ, _S(O)ZRCIS,

NR“C(O)OR?, -NR'%S(0),(CH,)1. NR'C(O)R"® mnmm C . ankmn, 3aMeImeHHbIi OXHAM MM
GONbIIMM KOJMYECTBOM 3aMECTUTENEH, HE3aBUCHMO BBIOPAHHBIX M3 TIPYIIBL, COCTOSIIEN W3

cl_Rcl9

raorera u -OH, a R OmnpeneseHsl B APYTOM MECT€ B HACcTOsIIEM IOKyMeHTe. B

HEKOTOpBIX BapHaHTax ocymecTsieHus ¢popmydsl (II) mmm ee dapmaneBTHuecku npuemMieMoin

. . 1 1
comn RY'-R® kasxmpiit HesaBucumo mpencrasisier coboii -O-S(0)R", rne R onpenernen B
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OPYTOM MeCTe B HACTOSIIEM IOKYMEHTE.
[84] B HekoTophIx BapuaHTax ocymectsieHus: Gopmydsl (II) wu ee papmanesTudecku

pUEeMJIEMON COJIU KOJIbIIO B mpencraBisier co0oi He3aMeIleHHbIN IUKJIONEHTHIT U TIO MEHBIIIeH
mepe omuH wu3 Z'-Z' npencrasmser coboit -S(0)r-(3-10-uNeHHBIH  reTEPOLMKIOATKIIN),
3aMEINeHHbI OJHUM WIN OOJNBIIUM KOJIUYECTBOM TaJlOreHOB. B HEKOTOpBIX BapHaHTaX
ocymectBienust ¢opmyael (II) mmmu ee (apmaueBTHUECKM TpPUEMIIEMOW COJHM KOJbLO B

npeAcTaBisieT Cco0OM He3aMeINeHHbIH IMKJIOreKCHJ, KOJbLO A MpeacraBisieT  coOoit
Z1
Z2

23

Cl pC4
-R

4 o o
Z U MO MEHbLIEH Mepe oauH u3 R npeacTaBisier codbou RF, rae RELR u

R" ompemeneHsl B IpPyroM MecTe B HACTOSIEM [JOKYMEHTe. B HEKOTOPHIX BAaPHAHTAX
ocymecteienus: gopmynel (II) wnm ee ¢apmaneBTHUECKH NPUEMIIEMON CONMH KOJbIO B
MPeCTaBisieT OO0 5-7-4JIEHHBIH TreTePOLMKIOANKIII, Heo0s3aTeIbHO 3aMeIleHHbIN 1-4 R® u
MO MEHbIIEH Mepe OAUH U3 z'-z npencrasiasier  coboit  -S(O)2-(3-10-unenHbIi
reTePOLMKIIOANIKIII), HEOOs3aTeIbHO 3aMEIICHHBI ONHUM WM OOJIBIIUM  KOJHYECTBOM

B
rajioreHoB, npu4yeM R™ onpeneneH B APyroM MeCTe B HACTOSILIEM JOKYMEHTE.

[85] B  HeKkOTOpBIX  BapuaHTax  OCYIIECTBIEHUS  LMKJIOAJKWIbHbIE WU
reTePOLMKIIOAIKUIIbHBIE TPYMIbI BKIIOYAOT B ce0s CUpOrpynmsl. B HEKOTOpBIX BapHaHTax
OCYLIECTBJICHHUs] LMKJIOAIKWIbHBIE WM TeTePOLMKIOANKWIbHBIE TPYNIbl BKIIOYAIOT B Cce0s
KOHJIEHCUPOBAHHBIE IPYIIIIHI.

[86] B HekoTOphIX BapuaHTax ocymectBieHus Gopmysl (I) wiu ee papmaneBTrHdecKu
MPUEMJIEMOM COJIU KOJIbIO A mpenctaBisieT coboit Ce.14 apui wim 5-12-4jieHHbIN TeTepoapul,
KaQXIblii HEOOs3aTeNbHO SIBJSIETCS 3aMEIICHHBIM. B HEKOTOPBIX BapHUaHTAaX OCYINECTBJICHHS
KOO A mpencraBnsier coOoi HeoOs3arenbHO 3amemieHHbIl Cg.1q apwi. B HEKOTOpPBIX
BApPUAHTAX OCYIIECTBJICHUS KOJBIO A TPEACTaBIsAeT COOOH HEeoOs3aTeNbHO 3aMELIeHHbIH
¢enms. B HEKOTOpBIX BapHaHTaX OCYLIECTBICHHMS KOJBIO A TpencTaBisieT CcoOOH
HeoOsI3aTeNbHO  3aMeIleHHbIN  S5-12-uneHHbIl rerepoapui. B HEKOTOpBIX  BapuaHTax
OCYIIECTBJICHUS] KOJBIIO A mpeactaBisieT coOol HeoOs3aTeNbHO 3aMEIIeHHBIN O-4YJIeHHBIN
rerepoapwi. B HEKOTOpPBIX BapHaHTaX OCYLIECTBICHHS KOJBIO A TIpeAcTaBisieT CcoOoil
HeoOs13aTeNTbHO 3aMeIleHHbIN S-4JIeHHBIN rerepoapmi. B HEKOTOPBIX BapHaHTaX OCYIIECTBICHUS
KOJBIO A TpeACTaBisieT COOOW WHIONWJ, WHAA30JWI, NHPUAWNHWI, TuodeHmn, QypaHu,
UPA30JIMIL, THUPPOJIII, OKCA30JHJ, XPOMAHWJ WJIM XHUHOJIWHHWI, KaXIblH HEOOs3aTeNbHO
SIBJIIETCS 3aMElLIeHHbIM. B HEKOTOpBIX BapuaHTax OCYLIECTBJIEHUS KONbLO A NpeAcTaBiseT

co0oli HeoOs3aTeNbHO 3aMELeHHbIN THO(EHMUII.
[87] B HekoTOphIX BapuaHTax ocymectsieHus Gopmydsl (II) wnu ee papmanesTudecku
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NPUEMJIEMON COJIU KOJNBIO A TpencTaBisier coO0l HeoOsi3aTenbHO 3aMelneHHbN (eHmt B
HEKOTOPBbIX BAapUAHTaX OCYINECTBJICHUS KOJBbLO A mpencraBiseT coOoil HeoOs3aTenbHO
3aMeIleHHbIN 5-12-uneHHslll rerepoapui. B HEKOTOPBIX BapHaHTaX OCYIECTBIEHHS KONbLO A
npeAcTaBisieT coOOM HeoOs3aTeNnbHO 3aMeLIeHHbIH O-uieHHBIH reTepoapmyl. B HEKOTOpbIX
BapUAHTAX OCYIIECTBJICHUS KOJBLO A mpeacraBysier coboil HeoOsA3aTeqbHO 3aMELIeHHBIH S-
YJIEHHBIH TeTepoapul. B HEKOTOPBIX BapHaHTax OCYIIECTBICHUS KOJBIO A MpeacTaBiseT coOoH

NUPUAMHWIL, THOQEHW, (ypaHW, MUPA3OIWI, HHPPOIMI WIM OKCAa3OoJWI. B HEKOTOphIX

. | N O
BAPUAHTaX OCYIIECTBJIEHHs KONBLO A MPENCTABISAET COOON & WIH

[88] B Hexoropbix BapuanTax ocyiectsienus Gopmyist (I) R* mpencrasisier coboit
Bogopon winu Ci ankui. B HEKOTOPBIX BapuUaHTax OCYIIECTBICHUS R* MPECTaBIISIET COOOM
BOAOPOA. B HEKOTOPBIX BapUAHTAX OCYLLECTBJICHUS R® npexacrasisier coboit Bogopon wiu Ci
ankuia. B HEKOTOpBIX BapHAaHTAX OCYILIECTBIIECHUS R® npeAcTaBisier codor mpem-Oytun. B
HEKOTOPBIX BapHUaHTaX OCYLUECTBJICHUS R* u RY kaplii HE3aBHCHMO NpEeACTaBIsieT COOOH
Bomopon, Cis ankunm wminu S-12-uneHHBIH rerepoapuii, HeoOs3aTenbHO 3aMerneHHbld Cie
ankwioM. B HEKOTOpBIX BapuaHTax OCYLUECTBJIEHUS R*® u RY Kkaxapli He3aBUCHMO
npeAcTaBsieT coOOM BOAOPOA, WMHUAA30JIMJ, METHIMMHAA30IWI WM NHPUMUAMHUI. B

L
4

S
/ °N
HEKOTOpBIX BapuaHTax ocymectsienns -N=S(O)R®R™ mpencrasiser coboii ~ B
HEKOTOPbIX BapHaHTaX OCYLIECTBJIEHUS R*™® 1 R® kauplii He3aBHCHMO IpenCcTaBisieT coOoit
Bonopon, Ci.e ankun umi Cs.o LEKIOATKIWI. B HEKOTOpbIX BapuanTax ocymectsnenus R u R™
Ka}IQHBIfl HE3aBHUCUMO NPECACTABIACT cOo0O0l MEeTWII WiIu MUKJIOIICHTUJI. B HEKOTOPBIX BapUaHTax
: O
10 o I
ocymecteienuss -OR®"  mpencrasisier  coGoi wv B HEKOTOpPBIX BapUaHTax
10 .
ocymectsienuss R*" mpencraeisier coboit Csjo UHMKIOANKWI B HEKOTOPBIX BapHaHTax

10 o
ocymecteieHuss R®" mpencraBnsier co0OM  UMKIOMEHTHI. B HEKOTOPBIX —BapHaHTax

11 o

ocymectsienuss -S(O)R™ mpencrasisier coboit ~w . B HEKOTOpBIX BapHuaHTax
11 o

ocymectieHuss R*" mpencrasusier coboit Cijp LHMKIOANKHI. B HEKOTOPBIX BapHaHTax

1 o
ocymecteieHuss R®° mpexncraBmsier o000  UMKIONEHTHI. B HEKOTOPBIX —BapHaHTax
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ocymectsierns -S(O)(NR**)R*? npencrasisier coboit wone YA © e~ . B HEKOTOPBIX
BapUAHTaX OCYLIECTBJIEHUS R*? npencrasisier coboit Bonopon mwiu Cie ankuia. B HeKoTopbIx
BApUAHTaX OCYIIECTBJICHUS R npezacTasisier co00il BOIOPON WM METHI. B HEKOTOpBIX
BApHUAHTAX OCYLIECTBJICHUS R npeacrasisier coboit Csjo mkmoankuia. B HEKOTOpBIX

BAPUAHTAX OCYLIECCTBJICHUS R MpencTaBysieT cOOOM IUKJIONEHTHNI. B HEKOTOPBIX BapHaHTaX

L, i

"ZH

0=5=0
ocymectsienns -S(0),NR**R*® npexcrasmusier coboii , el ,
\/I\/NH V/L'”,'IH l*l'lH HO v( NH
IOH HO OH F
e e G
NH N P i hH hH iy HN . 2
O:?:O 5=0 O=1E|"}:O O:?:D O=5=0 Q=8=0 ? O
F.F N
I
f\ANH
NH NH rl\lH HN . & 0=5%=0 NH
O=S|=D 0=5=0 0:?=O ‘SI=D o 0=5=0
FoF OH
HO
T e O oL o o
o a . ':JH u
D:Slzo O:%:D O:IS:O O:‘?:O O=5=0 O:SI:O
|
0 F 3
RWN e O 15 S
r;JH I\IJH r*ﬂH H rsI.IH NH
0=5=0 O=5=0 O=5=0 0=5=0 0=5=0 O:ézo



48

0=8$-0 L o:s'|=0 o:s%:o ko AN
| |
F. F
§ 0 F S\)\
N H
N9 §Z0 F N2 g AT R
HO Z S=0 5=0 0=5=0 S=0 S:,:O
e, HO - Ao S ~
H
5 M 0
“S=0
U ~- B HEKOTOPBIX BapUaHTaX OCYLIECTBIEHUS -S(0),NR*"*R*" NPENCTaBISAET
NH \)\NH HI*I.I\/[i \/(rrlH NH NH
|
O=5=0 Q=5=0 0=5=0 O=5=0 0=5=0C =5=0
coboit e , ey , s , N mnnr e ,
\/( OH
HD\)\NH HG rqu - NH NH N o HN
o:?:o Ozgl;:o D:slzo 0=%=0 820 o:sl‘,:o
|
HO OH QF X Vi
NH NH HN HN. A V/A\r?lH I‘:IH I‘TIH
0=8=0  0=8=0 O=~T'=D “‘§=D D=S|—o 0=8=0 0=5=0
I l Eiaasy L Y W
N F F o OH
j RSN
HN. NH " hH hiH hH hH
\?:O O:é:O D=S|=D O:S|:D O:JS:O O:|S:0 0=5=0
| |
F
i s W & W v W WSS w |
NH hNH NH N hH
0=5=0 D=?=O 0=5=0 0=5=0 0=§=0 0=5=0



49

] N i3 iy
0:S|:0 0=5=0 O:SIl:CI O:%‘,:O e “?:O /N\?:O
]
H o F
H o) N. 7 H
/ 8=0 F N. .
HO” KN“S’:O | s|":o
, HO WU s . B HekoTOpBIX BapHaHTax
FF
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“ MH O
N. N.g
o=$=0 Mhgto - 520
ocymectaienns -S(0),NR**R*"” mpencrasmser coGoii T s U ~

s\ NP
T5=0
ol ald  pals .
AN . B HexoTOpeIX BapuaHTax ocywectsiaeHus R™ " u R™ kaxnaplii He3aBUCUMO
npenctasisier coboit Bonopoxn; Ci.¢ ankimi, HeoOs3aTeIbHO 3aMEIEHHBIA OTHUM, IBYMSI, TPEMSI,
YEeTBIPbMs, TSITBEO WM OOJNBIIUM KOJMYECTBOM 3aMECTHUTENICH, HEe3aBUCHMO BBIOPAHHBIX H3
rpymsbl, cocrosimedt u3 Cyg ankuna, Cy.¢ ankenmna, Cs_jo nuknoankmna, -OH, -O(Cy_¢ ankuna), -
S(Ci6 ankmna) u ranoreHa, Coe ankeHwr;, Cs.jp UUKIOATKUI, HEOOS3aTENbHO 3aMEIlEeHHBIH
OHUM, MABYMs, TPEMs, YETbIPbMs, IATBIO WJIH OOJBIIUM KOJHYECTBOM 3aMECTHTENEH,
HE3aBHCHUMO BbIOpAaHHBIX u3 rpynmbl, coctosimed u3 Coe amkenmna, Cs.p LHUKIOANKWIIA,
lalp 122
rajorena, umano, -OH, -O(Ci¢ ankwmma), =CR“R u Cig ankwia, HeoOsI3aTeIbHO
3aMELICHHbI OJHUM, MABYMS, TpPeMs, YEThIPbMsl, IMSTHIO WM OOJBIIUM KOJHYECTBOM
3aMeCTHTeJIeH, HEe3aBUCUMO BbIOpaHHBIX u3 rpymmbl, cocrosimed uz -OH, -O(Ci¢ ankuna) u
lal 122 N . .
rajoreHa, rnme R™° u R kakaplii He3aBUCUMO mpeacTaBiisieT coboit Bogopoa win Cig amKul,
C3.10 UMKIOANKEHUJ, Wi 3-12-4leHHbII TeTEePOLMKIOATKUI, HEeOOsI3aTeIbHO 3aMEIeHHbIH
OITHUM, ABYMsI, TPEMs, YEThIPbMSs, MATHIO MU OonibinuM KojudectBoM C¢ ankuios. B
14 15 . .
HEKOTOPBIX BapuaHTax ocymiecTienuss R*” u R*” kaxnplii HE3aBUCUMO INPENCTABISIET COOOM
14 .
sonopon uin Cie ankui. B HEKOTOPBIX BapuaHTax OCyIIECTBiIeHHMs R*" mpencrasisier coboi
als

15 o
Bozopox, a R*” mpexncrasisier coGoit GyTuin. B HEKOTOpBIX BapwaHTax OCYIIECTBIEHHs R

npencTaBisier coboit mpem-OyTui. B HEKOTOPBIX BapUaHTaX OCYIIECTBICHUS -S(0),R™®
HO F

GN ksfgo \CN ﬁ?’go AC\N g J‘:\NM

I o

npeAcTaBisieT coOoi wan , ) ) ,
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0
QC\N\ '
16 o
~w . B HekoTOpbIX BapuaHTax ocymiectsieHust -S(O),R*" mpexncrasnsier coGoii

)\E‘;’: 0 D/\S-': 0
--L- 501051 “"L*“ . B HEKOTOPBIX BapHaHTaX OCYIICCTBJICHUA 1{a16 MpEACTABIIACT

coboii C3.1p UUKJIOATKUT, WK 3-12-4IeHHBIA TeTepOLUKIIOATKIII, HeOOS3aTENbHO 3aMeIeHHbIN
OJIHUM, JBYMsl, TPEMsl, YETHIPbMs, [SITIO WM OOJBIIMM KOJMYECTBOM 3aMECTUTENEH,
HE3aBUCHMO BBIOPAHHBIX M3 TPYIIbL, cocTosiiel u3 Cjq anKiia Wik rajoreHa. B HEKOTOPbIX
Bapuantax ocymectsienns -(CR*R*®),C(O)NR*R*® npencrapmser coboii -C(O)NR* R
wm -(CR*R™)C(O)NR*R™®. B Hekoropsix Bapmantax ocymectsienms -(CR*R*®),
1IC(ONR*R™ npencrasmser co6oii -C(O)NR*R*. B HekoTOpbIX BAPHAHTAX OCYLIECTBIICHHS
-(CR*R*®)0;C(O)NR*’R™ mpencrasisier coboit -(CR*'R**)C(O)NR*’R™. B Hekoropbix
BapHUAHTAX OCYILECTBIEHUS R 1 R*® axcpiit HE3aBHCHMO npeacTasisieT coO0H BOAOPO M

17 18 " o
Ci6 ankui. B HekoTOpBIX BapraHTax ocyuiectsienuss R ' 1 R kaxpiit mpenctapistoT coboi
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al® g R kaxaplil  HE3aBHCHMO

Bogopon. B HekoTopeix BapuaHTax ocyuiecTsieHus R

npenctasisier cobort Bogopon, Cie amkun wim Csg UMKIOATKUI. B HEKOTOPBIX BapHaHTaX
21 N

ocymectsienuss R* mpencrasnsier coboit Bomopon, Cs.po tmknoankun wid Cpg ankui,

HE00s3aTEIbHO 3aMeIIeHHbIH OJHHUM HJIHU OONBIIMM KOJMYECTBOM C3_10 LIUKJIOAJKUJIOB. B

g

HEKOTOPbIX BapUAHTaX OCYILLECTBJICHUS -SR* IpenCcTaBisieT coO0it ~ D/\“.L* .B
22 .

HEKOTOPBIX BapHaHTax OCyINeCTBJIeHHs R*™ mpencrasisier coboit Bonopon, Cs.jo HMKIIOATIKUI

unmn Cie ankujia, HeoOsI3aTEeNIbHO 3aMEIIEeHHBbIM OMHUM WM OosbiunM KomudecTBoM Ci.qg

a22

LUKJIOANKUIOB. B HekoTopeix Bapuantax ocyuiectsienuss -C(O)R™™ mpencrasnser coboi

o W . B HeKOTOpBIX BapHaHTax ocymectsienns R™> n R*

KOKABIA HE3aBUCUMO TpeAcTaBisieT coboii Bomopoxd, Cs.jp mukioankun win Cie anku,

HeOOsI3aTEIbHO 3aMEIIEHHbIH ONHUM MM OOJbIIMM KOJU4UecTBOM Ci.y¢ LHUKIOAJIKWIOB. B

HEKOTOPBIX BapuaHTax ocyuectsierus -P(O)(R*)(R*) npencrasisier coboii \< A . B
24 .

HEKOTOPBIX BapUaHTax ocyiiecTsieHust R mpencrasmser codoit Bomopon, Cs.jp HUKIOATKHI

mwm Cie adKkwi, HeoOs3aTeNbHO 3aMEINeHHBbIH ONHMM HMIH OoapmuM KojaudecTBOM Cs.io

a2s

LUKJI0ANKUIOB. B Hekoropeix Bapuantax ocyiuectBieHus -C=NR"™ mnpencrasnser cobOoit

s

npeacrasisier coboit Cie anKwi, 3aMEMIeHHBIM OJHUM WM OOJIBIIMM  KOJHYECTBOM

B HEKOTOpBIX BapHaHTax OCYIIECTBICHUS Z'-Z" xaxnmelii He3aBHCHMO

3aMECTUTEJIe, HEe3aBUCUMO BBIOPAHHBIX M3 Trpymmbl, cocrosmed u3 -OH, mumano, Csio
UKJI0aaKuiIa U 3-10-4IeHHOTrO reTepOLMKIIOATKUIA, HE00A3aTeIbHO 3aMELIEHHOTO OJHUM WJIH
OONBIIMM KOJMYECTBOM rayioreHoB win Ci_3 aJKuiIoB. B HEKOTOPBIX BapHaHTaX OCYIIECTBICHHSI

F
F

o o
VA A KKIbIH HE3aBHCHMO MPENCTaBJIsIeT COOOMU wan s

2 2

40 o8 m 800, IO m D
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NI .

[89] B HekoTophIx BapuanTax ocymectsierms Gopmysi (II) Z° npencrasiser coboii 3-

10-uneHHbIH reTCPOLUKIIOAJIKHNIL. B HEKOTOPBIX BapHUAHTaX OCYHICCTBJICHUA Z6 NpeacCTaBIsICT

®

N
" 26 .
coboit ~v . B HEKOTOPBIX BapUaHTaX OCyliecTBiIeHuss R mpeacrasisier coOoi BOTOPO WK

27 .
Ci ankun. B HeKOTOpBIX BapuaHTax ocyliecTBieHuss R™' mpencrasiser coboit Bogopon. B

27 28
a. " Ra

HEKOTOPBIX BapuaHTax ocylecTsieHus R Kbl HE3aBHCHUMO TPEICTaBIsET cOOOH

27
Bozopon, Cie ankmn mwin Cs_jp UMKIOATKWI. B HEKOTOPBIX BapHaHTaX OCywIecTBieHHs R*™ u

R™ kaxuplil HE3aBHCHMO MpeCTaBysieT COO0 BOMOPON, LUKIIOMPOIHJI, STHJ MIH H3OMPOITHIL.
B HekoTOpBIX BapuaHTax OCYIIECTBIICHUS R npexacrasisier codoit Bogopoxn wim Ci¢ ankwit. B
HEKOTOPBIX BapHaHTaX OCYIIECTBIICHUS R* npeAcTaBisieT co0oil Bomopon. B HEKOTOpBIX
BApHUAHTAX OCYLIECTBJICHUS R®? npencrasisier coboit Bomopon win Cie ankuia. B HEKOTOpbIX

a30 o
BapHaHTax ocyuiecTBieHuss R™" mpencrasnser codoit mpem-Oytun. B HEKOTOpBIX BapuaHTax

Ly
17

5.
oy

a3l a32 o
R™” mpencrasnser coboit ~~ . B HEKOTOPBIX BapuUaHTax

ocyectBieHuss -N=S(O)R
a3l a32 v o
ocymectsiieHust R u R™” kaxkapiil He3aBuCHMO mipencTasisier codoi Bomopon, Ci.¢ aaKut uiu
31 .
Cs.10 uMKI0anKuia. B HEKOTOpBIX BapuaHTax OCymiecTBieHust R™ u R*? kasuplii HE3ABUCHMO

IpEeNCTaBIsieT COOOW METHJI MM LMKJIONEHTHJ. B HEKOTOpBIX BapMaHTax OCYINECTBIICHUS -

33 o a33
S(O)R*” mpencraBnser coboit ~a~ . B HEKOTOPBIX BapHaHTaxX oOCyinecTBieHus R*”
Yy

npencraBmsier coboit Csjo LUKIOATKHI B HEKOTOPBIX BAapHAHTAX OCYLIECTBIEHHs R™

npeAcTaBysieT COOOH MUKIONEHTII. B HEKOTOPBIX BapUaHTAaX OCYINECTBJICHUS -S(O)(NR¥HR™?

v

HN=S8=0 N=S=0
o | ;o a34
NpeACTaBIsieT CoOOH wane YA wo~ B HEKOTOPBIX BapHAaHTax OCYILIECTBIEeHHs R

npencTaBIsieT coboit Bomopon uin Cie ankui. B HEKOTOPBIX BapHaHTax ocymiecTsieHms R**

nmpencTaBiser coboil BOAOPOX MM METWI. B HEKOTOPHIX BAPHAHTAX OCYIIECTBICHHS R™

o 35
npencrasisier coboit Cs.jp LMKIOAIKWI B HEKOTOPBIX BapuaHTax OCyLIECTBIEHUs R

NPEeACTaBJsieT COOON IUKIONEHTUI. B HEKOTOpBIX BapuaHTaX OCYINECTBICHUS -S(0),NR™*R™
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36 37
a H Ra

ocywecTtBiaeHuss R KX/l HE3aBUCHMO MpencTasisier co0oil Bomopon; Cie amkun,

HEOOs3aTeIbHO 3aMEIIEHHBbIH OJHHUM, ABYMS, TPEeMsl, YEeTBhIPbMs, TIISIThIO WM OOJBIINM
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KOJIMYECTBOM SaMeCTHTeHeﬁ, HE3aBUCUMO Bbl6paHHbIX U3 I'PYHIIbL, COCTO;[H_[eﬁ nu3 C1_6 aJIKu|Jia,
Cy¢ ankenmna, Cs.jo uuknmoankuia, -OH, -O(Ci¢ anmkuna), -S(Ci¢ amkuna) u ranorera; Cog
ankeHm1; Cs.jo HUKJIOAJIKWI, HEOOS3aTeIbHO 3aMEINEeHHBbI OJHUM, IBYMS, TPEMs, YEThIPbMs,
IIATBKO WJIN 6OJ'H:>H.II/IM KOJIMYECTBOM 3aMeCTHTeHefI, HE3aBUCHUMO Bbl6paHHbIX U3 TPYIIIbI,
cocrosimenn U3 Cr ankenwmna, Cs.jp umkioankuia, rajoreHa, nuaHo, -OH, -O(Ci ¢ ankuna),
=CR'R'? u C,4 ankuma, HeoOs3aTENBHO 3aMELICHHDIH OXHUM, OBYMsI, TPEMsi, YeThIPbMS,
NATBIO WJIM  OOJIBIIUM KOJIMYECTBOM 3aMECTUTENIel, HE3aBUCHUMO BBIOPAHHBIX W3 TPYIIIIbI,
cocrosimeit u3 -OH, -O(Ci¢ ankuia) M rajoreHa, rue R!* y R'™ kaxnwii He3aBHCHMO
npenctasisier cobor Bomopon wiu Cie ankwn, Csjo HUKIOAJIKEHWT, WK 3-12-4eHHbIH
reTepPOLMKIIOANKIII, HeOOS3aTeTbHO 3aMEIIEHHBIN OTHUM, ABYMSI, TPEMSI, YEThIPbMSI, TISITHEO WJIH
Oonpmmm koimuecTBOM Cjg ankmiioB. B HEKOTOPBIX BapHaHTaX OCYIIECTBIICHHS R®® iy RY’
KKIbIA HE3aBUCHMO TpencTanisier cobolt Bogopon uiu Cie ankuia. B HEKOTOpBIX BapHaHTaxX
ocymectiennss R mpencrasisier coGoil Bomopon, a R™' mpexcrasmser coboit 6ytin. B

37 .
HEKOTOPBIX BapHaHTax OCyulecTBieHusi R™' mpencrasiser coboit mpem-0ytun. B HEKOTOPBIX
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a38

ocymectsieHus: -S(0),R™" mnpencrasnsier coboii weins , e , e ,

E
0™
b b 50 O\’EO CI AQ"\?'EO \/N~E~;’f=o

2 2 2 2 2 2

? b
LN NP N O O N_ A

r
5=0 S|:O
o ) LN o pmH wav . B HEKOTOpBIX BapuaHTax

MN

OCYILECTBJIEHUS R*® npencrasisier  codoit  Cijp UUKIOANKWI, WU 3-12-deHHbIH
reTepPOLMKIIOANKII, HeOOS3aTeIbHO 3aMEIICHHBIN OTHUM, ABYMSI, TPEMSI, YETBIPbMSI, TISITHEO WJIH
OOJBIINM KOJMUECTBOM 3aMECTUTENEH, HE3aBHCHMO BBIOPAHHBIX M3 TPYIIbL, cocTosmen u3 Ci g
aJKWJa WIM rajoreHa. B HEKOTOpPBIX BapuaHTaxX OCYILIECTBJIECHUs -SR*¥ NPEACTaBISIET COOOH
oy

]

w~w B HEKOTOpPBIX BapHAHTAX OCYLIECTBICHUS R*

npexncrasisier cobort Cs
40 o
LUKJIOAJKWI. B HEKOTOpBIX BapwaHTax ocyiuectsieHuss R® mnpencrasimser coboit Cs.

a40

jouuKIoankui. B Hekoropeix Bapmantax ocyuiectBieHuss -C(O)R™ mpencrasnisier coOoi

Q

. B HEKOTOpBIX BapuaHTax OCYLIECTBIEHUS -CH(Z7)(ZS), rne Z' npeACTaBisieT coOoit
Bomopoxn wiu -OH, a 78 npexacraisier coboit Cig ankui, Cs.o LUMKIOAIKII, HEOOs3aTeIbHO
3aMEIeHHbI  OOHUM HWJIHd OOJBIIMM  KOJMYECTBOM TrajiOreHOB, MWiIH  3-10-4jeHHbIH
reTEePOLMKIIOANIKIA, HeOOs3aTeIbHO 3aMELICHHBbIH OJHHM MJIM  OOJIBIIUM  KOJHYECTBOM
rajlOreHoB. B HEKOTOPBIX BapHAHTaX OCYLIECTBICHHs Z mpexcrasmser coboii -OH. B
HEKOTOPBIX BapUaHTaxX OCYLIECTBJICHUS 7’ npencrasisier codboii H. B HekoTOphIx BapuwaHTax
OCYLIECTBJICHUS z* npencrasisier coboit Ci¢ ankui. B HEKOTOPBIX BapHaHTax OCYLIECTBICHUS
Z® npencrasisier co60it Ca.1o LMKIOATKII, HEOOS3aTEIbHO 3aMELEHHbII OMHIM HIIH GOJIbLINM
KOJIMYE€CTBOM rajiOr€HOB. B HEKOTOPBIX BapHaHTaxX OCYLIECTBJIEHUS z" npeacTaBisieT coboi 3-
10-4neHHBI TeTEePOLMKIIOATKUJ, HEOOsS3aTeIbHO 3aMEINeHHBI OJHUM WM  OOJIbIIUM

7\ 78
KOJINYECTBOM rajioreHoB. B HekoTopeix BapmanTtax ocymectsieHus -CH(Z )(Z") npencrasnser

. F
¢ F
o o >QI.:.H o r
coboit wnn s , , I/I.]'II/I——E

[90] B mexoTophix BapuanTax ocymectsienus dpopmynst (II) Z', 7%, Z° u Z* xaxsiit



57
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[91] B HekoTOpbIX BapuaHTax ocymectsienus ¢popmydsl (II) mwim ee papmaneBTHUECKH
npuemiieMoi conu konbLo B mpencrasnsier coboit Cs.; unkioankmm, Cs.7 MUKIOATKSHUI HITH S-
7-4JIeHHBII FeTepOLMKIOANKII, TJ€ OAWH WM ABA KOJbLEBBIX aTOMa KaXKIbIi MPEACTaBIISIIOT
co00l1 KHCIIOPOJ, a OCTaBIIMECs KOJBLEBbIE aTOMBI KaX/blil IPENCTABILSIIOT co0oit yraepon. B
HEKOTOPBIX BapHUaHTAax OCYINECTBJIEHUs KoibLo B mpencrasnser cobort Cs; mukmnoankui. B
HEKOTOPBIX BapHaHTax OCYIIECTBIEHUS KOJbIO B mpencraBnser coOOH NMKIIOMEHTHI,

OUKJIOI'CKCUJI WM TUKJIOTCIITHIL. B HCKOTOPBIX BapUaHTax OCYLICCTBJICHUS KOJIbLIO B

OEE®,

* * o
HpenCTaBisieT coOoMH WIH , Tie * 0003HauaeT TOUKY NMPUKPEIUIEHUs] K OCTaJIbHON
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dopmyne (II). B HekoTOpbIX BapuaHTax OCYIIECTBICHHs KOJblO B mpencrasnsier coboit Cs;
LIUKJIOANIKEHIWI. B HEKOTOpBIX BapHaHTax OCYIIECTBIEHHA KOJbLO B mpencraBmser coOoii

MUKJITOIICHTCHUII, MUKJIOICKCCHUJI 50850 OUKJIOTCIITCHUII. B HEKOTOPbIX BapHuaHTax

3

-

OCyIIeCTBJIEHHs KOJbLO B nmpencrasmsier coboii , Tae * o003HaYaeT TOUKY MPUKPETICHUs]

K octanbHOI (opmyne (II). B HexkoTOpBIX BapuaHTax OCylLIeCTBIEHHs KONbIO B mpencrasiser

O

*

coboi rae * o0o3Hayaer TOUYKY NPHUKpPEIUIeHUsT K octanbHOi (opmyne (II). B

2

HEKOTOPBIX BapHaHTaX OCYIIECTBJIEHUS KOJbIO B mpencrasiser coOoil  5-7-4ieHHbIN
reTepPOLMKIIOANKII. B HEKOTOPBIX BapHaHTaX OCYLIECTBICHUS KOJIbIO B npencrasisier coboii 5-
7-4JeHHbIN TeTepOLMKIOANKIII, TJ€ OAWH WM ABA KOJBLIEBbIX aTOMa KaXIblil MPEeNCTaBISIOT
co0OM KHCIIOPOJ, a OCTaBIIHECS KOJIBLIEBBIE aTOMbI KaXIbIil MPENCTaBISIOT coOo yriepon. B
HEKOTOPBIX BapHaHTaX OCYIIECTBJICHUS KoOJbLO B mpencrasisier coboi TerparnapodypaHu
win 1,3-muokcaHmn. B HEKOTOPBIX BapHaHTax OCYLIECTBIEHHs KOJbIO B mpencrasnser coboit
oA

0 0

*
Wi , Tae * o0o3HavaeT TOUKYy MPUKPEIUIeHus K octaiabHoU (hopmyte (IT).

[92] B HekoTopeix BapmanTtax ocyuiectBieHus (popmyssl (II) xonbuo B 3amemeno m
rpynmamu R®, rme kaxnas rpynma R® mesasucumo npencrasmsier coGoii ranoreH, Cig aaku,
HeoOs3aTeNIbHO 3aMEINEHHbIH OJHMM, IBYMs, TPEeMs, YeThIPbMsl, ISITBIO MM OOJBIINM
KOJIYECTBOM TaloreHoB, uimn Co.q aNKEHIT, WK [BE BULMHANBHEIE rpymmsl R® B3sTe BMecTe ¢
aTOMaMH YIJIepoja, K KOTOPbIM OHH MPUCOETUHEHBI, st o0pazoBanus Cs.jo HUKJIOATKIIA, WIIH
IBE TeMHUHANBHBIC TPYImbl R B3STBI BMeCTe C aTOMaMH yIJepoga, K KOTOPHIM OHH
NPUCOCANHEHBIL, 111 00pazoBaHust Cs.jp LUKIOANKHIA. B HEKOTOPBIX BapHaHTaX OCYILECTBIICHHS
rpynma R® npencrasmser coBoit MeTn ity 5TiT. B HEKOTOPBIX BAPHAHTAX OCYIIECTBICHHS 1BE
BUIMHANbHBIE TPYNbl R® B3STH BMECTe C aTOMAMH yIIepOa, K KOTOPBIM OHH TIPHCOEIHHEHE,
U1 00pa30BaHUs LUKJIONPOIWIA. B HEKOTOPBIX BapHaHTaxX OCYIIECTBIECHUS 1BE T€MUHAJIbHBIE
rpymmei R® B3sATEI BMecTe ¢ aToMOM yriepoma, K KOTOPOMY OHH MPHCOENMHEHBI, IS
00pa30oBaHUs [UKJIOMPOITIIIA.

[93] B HekoTophIX BapuaHTax ocymectrieHus ¢popmyasl (II) m pasro 0, 1, 2, 3 wim 4. B
HEKOTOPBIX BapuaHTax ocyuecTtsieHuss m pasHo O, 1, 2 wnmm 3. B HekoTOpBIX BapuaHTax
ocymecTtsiaeHuss m pasHO 0, 1 win 2. B HEKOTOPBIX BApHAHTAX OCYLIECTBJIEHHUs] m paBHO O min
1. B HekOTOpbIX BapuaHTax ocywecTtBieHuss m paBHO 0. B HEKOTOpBIX BapuaHTax

OCYLIECTBJIEHUSI M PaBHO 1.
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(R®)p,

¥
[94] B HeKOTOpBIX BapHaHTAaX OCYILIECTBICHUS dopmynsr  (II)

abaeoddsd

NpeACTaBysieT COOOM , , , , , ) )

F e K
e S,
OROR OfF (1Y
] D % % * *

s N NUJjin

2 2

2 2

*
, Tne * 0003Ha4YaeT TOYKY

npuKperuieHnst K ocraibHOi Qopmyne (II). B  HekOTOpbIX BapuaHTax OCYLIECTBICHUS

(RBy,

F
WITH

¢dopmyner (1) mpencrasisier coboi roe *

2

o0O3HauaeT TOUKY MpHKperUieHuss kK ocrtanbHoi ¢opmyne (II). B HexoTrophx BapmaHTax

(R,

*
N
OCYIIECTBIICHHSI npeacTaBiIsieT coOoit , Tme * oOo3HauaeT TOYKY

NPUKPETUIeHHsI K ocTaibHOM hopmyie (II).

[95] B HekoToOpbix BapuaHTax ocymectBieHus Gopmyisl (II) wiu ee papmaneBTrHdecku
. 1 . Cl, 2 . c2
npuemiiemMoit coau Y mpencraeisier codoit N wiu CR™; Y™ mpencrasisier co6oit N uimu CR™;

3 . c3 4 . C4
Y" mpencraBnsier codoit N wm CR™; a Y nmpencrasnsier coboit N unu CR™. B HekoTOpbIx

;
BapHUAHTaX OCYLIECTBIEHHs HE Oojiee 4eM TpH W3 YLY, Y uY npeacTasisiroT coboit N. B
HEKOTOPBIX BAPHAHTAX OCYIIECTBIIEHUS He OoJiee UeM JBa W3 YLYL Y uy MPEACTABIAIOT
coboit N. B HeKoTOpBIX BapHaHTAaX OCYLIECTBICHHs He OOjiee YeM OIUH U3 YL YL Y uY
npeacTaBisier co0oil N. HEKOTOPBIX BaPHAHTAX OCYINECTBICHHUS Y! npeacTaBisieT coOoi CR;
Y? npencrasisier coboit CR™%; Y npencrasmsier coboit CR™; a Y npencrasmser coGoit CR™.
B HekoTOpBIX BapuaHTaxX OCYLLECTBJICHUS Y! npezncrasisier codoi N; Y? NpeACTaBiIsIeT cOO0MH
CR®*; Y® npencrasnsier coboit CR™; a Y* npencrasmnser coboit CR™. B HekoTOpBIX BapHaHTax
OCYILECTBJIEHUS Y! MPENCTaBIsIeT COOOM CR“; Y? npencrasisier codoit N; Y? MPEACTABIIAET
co6oit CR; a Y* npencrasnsier coboit CR™

[96] B HexoTopsix BapuaHTax ocymectsienns ¢popmyast (1) R-R™ xaxcpiit

. F F .
HE3aBUCHUMO IpefcTaBisieT co0oi Bonopon mmu R, rae R™ npencrasnser coboil ranores, nuaHo,
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-OH, -NO,, -C(O)NR'R?, - NR“RY, -NR®S(0)R®, -P(O)R“R®, -N=S(O)R“R,
S(O)(NR*'HR?,  -S(0),R", -NR“C(O)OR™”, -NR'°S(0),(CHy);. ¢NR'C(O)R™®, -O-
S(O)2RC19 unn Cig anKujl, 3aMELIEHHBbIH OOHUM HJIH OOJBIIUM KOJUYECTBOM 3aMECTUTEJIEH,
HE3aBUCHMO BBIOPAHHBIX U3 TPYIIIBL, cocToselt u3 rajnoresa u -OH.

[97] B HekoTophIx BapuaHTax ocymectsieHus ¢opmyisl (1) R NpeACTaBIsAeT COOOM
BOOPOA WJIM TajioreH. B HEKOTOpBIX BapHaHTaX OCYLIECTBICHUS R“ npeacTaBisieT coOoi
Bojopox uiau (rop. B HEKOTOPHIX BapuaHTax OCYIIECTBIICHHSI R® IpenCcTaBisieT coOon
BOZOPON. B HekoTopbIx BapuaHTax ocyuiectsienus R mpencrasnser coGoil BOLOPOR MM -
NH,. B HekoTOphIX BapuaHTax OCYIIECTBJICHUS R, R® u R™ kaxmbii HesaBuchMoO

npeacTaBIsieT co00it Bogopon, rajored uiu -NHo.
98] B HexoTOpBIX BapuaHTax ocyinectsieHus dhopmyisl (11 R n encrasisier codoi
p p y pMy p

H 0 Q0
TR ST A
~N
mmano, -OH, -CH,OH, ¢rop, 6pom, -NO, 0 , H , H , H ,

O 0
0.7 g 0 i yd
A N S TR IS S S
oy ~P_ f,-S —g ;
d N ) f , 5"‘ h , Hr:i\ﬂ , N

ol 3
j §~H’S 0"\ HO._.CF;  HO
) T
~ WK

H 13051 , ) ,
o
;}‘Sr’“‘xxox
" N
. B HEKOTOpBIX BapuaHTax OCYLIECTBJICHUS R IpenCcTaBisieT coOOOH LUAHO, -
H 0
N Y q 9 O\\JJ OH
;\ﬁ ;__LN/““ : ’S\%C‘)D ;F\NNIE\V/ ;ENfof‘
~N
OH, -CH,OH, Gpom, -NO,, © , H , H . H , H :
Vo O
5= 0
;“'N ke 9 O\\ /s ; i g ;"“‘S/ BS\O/_H_-
"'PH—. . S —s N -\ﬂ B ;-—._
/) NS N 570 N
, ! ~N - , O Wi H B

o) .
HEKOTOpBIX BapHaHTax ocymecTBieHnss R mpexncraBmser coboit ,

o F } o

_:thh“""f :SI___,*-\__\"_’_ .

0" \h HO._CFy,  HO , 0" \H

-‘\{" 5 5 NI ‘\{“ . B HeKOTOprX BapI/IaHTaX

OCYIIECTBIIEHHSI R®? npencrasisier coboi mmaHo, -OH, -NO,, -C(O)NR'R®?, -NR®“R%, -

NRCSS(O)2R06, 'P(O)RC7RC8, —N:S(O)chRCIO, _S(O)(NRCII)RCIZ, —S(O)ZRC13, -NRCI4C(O)ORC15, _



63

NR'®S(0),(CHy)1. ¢NRVCO)R® wmm Ci¢ ankmii, HeOOS3aTeNbHO 3aMELIEHHDBIN OIHUM,
OBYMsI, TPEMs, YETBIPbMS, IMATHIO WIH OOJBIIUM KOJUYECTBOM 3aMECTHTENICH, HEe3aBUCHUMO
BBIOPaHHBIX W3 TIPymImbl, cocrosmed wu3 rajgoreHa u -OH. B HekoTOphIX BapuaHTax
ocymectsiennss R npencrasisier coboii wuano, -OH, ramoren, -NO,, C(O)NR'R%, -NR“R%,
-NRCSS(O)QRC6, -P(O)RC7RC8, -N=S(O)RC9RC1O, -S(O)(NRC“)RCIZ, -S(O)QRCB, -NRC14C(O)ORC15
i Ci ankui, HeoOsS3aTeNbHO 3aMEIICHHbIA OJHUM, IBYMS, TPEMsl, YEThIPbMSI, ISITHIO MJIH
OOJBIINM KOJIMYECTBOM 3aMECTHUTENIeH, HE3aBUCHUMO BBIOPAHHBIX W3 TPYIIIbL, COCTOSIIEH U3
raoreHa U -OH. B HeKOTOpBhIX BapuaHTax OCYLIECTBICHUS R npexacrasisier coboit -O-
S(0)R™.
[99] B HekoTopbix Bapmantax ocyiectsuenus -C(O)NR'R® mnpencrasusier co6oit
H
5 N—
X
0 . B HEKOTOpBIX BapHaHTax OCYLIECTBJICHUS R 1 R® kaapli He3aBUCHMO
npexacrasisier coboit Bogopon nin Ci¢ ankuil. B HEKOTOPBIX BapHaHTaxX OCYILIECTBICHHUS R u

2 o o
R Kaxnplii HE3aBMCUMO TPENCTAaBIseT COOOM BO<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>