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OIIMCAHUE U3OBPETEHUA
2420-579050/EA/022
HUHITUBUTOPBI TYK2 U UX IPUMEHEHHUE

ITEPEKPECTHAXA CCBIVIKA HA POJACTBEHHBIE 3AABKU

[0001] Ilo Hacrosieil 3asiBKe HCHpAIIMBAETCS NPUOPUTET MPEABAPUTEIbHON 3asiBKU
CIIOA Ne 63/151,287 momannoit 19 ¢despans 2021, npensaputenvHOl 3asBku CIIIA Ne
63/193,511, nongannoii 26 mas 2021, npexaBapurenpHoi 3asBku CIIIA Ne 63/234,934 nomanHOMH
19 aBrycra 2021 u npensaputenpHoi 3asgBku CIIIA Ne 63/291,222 nopannoit 17 nexkabps 2021,
Ka)KJas1 U3 KOTOPBIX MOJHOCTBIO BKJIFOUEHA B HACTOSILIUI JOKYMEHT ITOCPEACTBOM CChIIKH.

YPOBEHb TEXHUKH

[0002] Hacrosimee n3o0peTeHrne OTHOCHUTCS K COCOUHEHHSIM, KOTOPbIE CBSI3BIBAIOTCS C
ncepokuHasHeIM noMeHoM (JH2) nepenentopHoii OenxoBoit TuposunkuHasel 2 (TYK2).
CoenuHeHMs MO HACTOSIIEMY ONUCAHHUIO MOTYT HHTHOMPOBATH OIPEAENIEHHYIO M0Aauy CUTHAJIOB
LUTOKUHOM, Hampumep, nojady curdaynoB IL-12, IL-23 wu IFNo. JlonmogHuTenbHbIE acneKThl
U300peTeHus] BKJIIOYAIOT  (papMaLeBTUYECKUe KOMIIO3UIMH, COIEpIKALHe COeIUHEHUs,
OIMCAHHBIE B HACTOSILIEM MAOKYMEHTE, CIIOCOObI MPUMEHEHHs COeAWHEHUH JUId JICYEHUsI
OIpeneNeHHbIX 3a00JeBaHUIl M MPOMEKYTOUYHbIE COCAMHEHHsS M IMPOLECCHI, MCIOJIb3yeMble B
CUHTE3€ COCAMHEHUIA.

[0003] TYK2 npencraBnsier coOoi HepeLenTOpHbIH THPO3UHKUHA3HBIN WIEH ceMeiicTBa
Anyc-kunaszel (JAK) nmporennkunas. CemeiictBo JAK MIIEKOMMUTAOIIMX COCTOUT M3 YEThIPEX
ynenoB, TYK2, JAKI, JAK2 u JAK3. benku JAK, Bkimtouast TYK2, siBJISIFOTCSI HHTETPAJIbHBIMHE C
nopaved curHanoB 1uToknHOM. TYK?2 accoumupoBaHa ¢ LMTOIIA3MATHYECKUM JTIOMEHOM
LIUTOKUHOBBIX perentopos I Tumna u Il Tuma, a Takxke peuentopamu uatepdepona I u Il Tunos, u
aKTUBUPYETCS 3TUMHU PELIeNTOPAMHU MPH CBSI3bIBAHUM LIUTOKUHA. L{UTOKMHBIL, 3a1eiCTBOBaHHbIE B
aktuBaru TYK?2, Bkirovator untepdeponsl (Hanpumep, IFN-a, IFN-B, IFN-K, IFN-6, IFN-¢,
IFN-1, IFN-co u IFN-( (Tak:ke U3BECTHBII KaK JUMHUTHH) 1 UHTepiieHkuHbl (Hanpumep, [L-4, IL-
6, IL-10, IL-11, IL-12, IL-13, IL-22, IL-23, IL-27, IL-31, oHkoctaTuH M, UMIHapHBIIA
HeliporpodHeili akrop, kapauorpodun 1, xapauorpodun-nonoOHeii nutokuH u LIF). 3arem
axtusupoBanHbiil TYK2 nepexonuT k GocopriupoBaHmio Ipyrux CUTHAIBHBIX OEITKOB, TAKHX
kak unenbl cemeiictBa STAT, Bkimrouast STATI1, STAT2, STAT3, STAT4 u STATG.

CYIIHOCTDb U30BPETEHUA

[0004] CoenwHeHusi, OMHCAHHbIE B HACTOSIIEM JOKYMEHTE, NPEICTABISIFOT COOOMU
MonynaTopsl cemeiicTBa kuHa3 JAK. bonee kOHKpeTHO, COeAMHEHUs 110 HACTOSLIEMY OMHCAHUIO
npeacTaBisiroT coboi nHrnouTopsl TYK2. B HEKOTOPBIX BapHaHTax OCYIIECTBICHUS COSTMHEHUS
sBysitoTCsl cenekTuBHbIMU U1s1 TYK?2 no cpaBrenuto ¢ apyrumu JAK. Hanpumep, coeanHenus
MOTYT CIeU(HUECKH CBA3BIBATBCS C MMCeBAOKMHAa3HbIM noMeHoM (JH2) TYK2, tem cambim
yJydias CeJeKTUBHOCTb MO CPaBHEHUIO ¢ ApyruMu ujeHamu cemelictBa JAK. B Hekoropbix
BAPMAHTAX OCYLIECTBJICHUS COEIMHEHHE TI0 HACTOALIEMY ONHMCAHUIO MOXET OBITh
AJIOCTEPUYECKUM  MOAYJSITOPOM WM HEKOHKYpeHTHbIM  mHruoutopom TYK2. B

AOMNOJIHUTCIIbHBIX  BapHaHTaX OCYLICCTBJICHHsA, COCAUHCHUEC, OINHMCAHHOEC B HACTOAIIEM



JOKYMEHTE, MOXKET MPUMEHSThCS B JiedeHHH omnocpenoBaHHbix TYK?2 3aloneBanuii wiu

HapyLIECHUH.
[0005] B onHOM acmiekTe B HACTOSIIIEM JOKYMEHTE onucaHo coenunenue @opmy s (1):
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win ero ¢papMareBTHUECKH pUeMIIeMas COJIb, TAy TOMEP HJIN COJIbBAT, TAE:

Konbuo A mpencrasisier coOON He3aMeleHHbIN HIIH 3aMeLeHHbIH mupasod, rae Al u A?
He3aBucuMo npenctasisitor codoit N wim C, roe ecan Kompro A 3amemneno, To Komsmo A
3aMmenieHo p ciaydasmu R,

kaxabii R® HesaBucumo mpencrasnsier coOOM BOMOPOX, TajiOTeH, 3aMEIIEHHBIH WU
HezamenleHHb C-Cg  ankui, 3amemieHHbli win  He3ameweHHb C-Cq medTepoanku,
3aMmelleHHbI unn HesameleHHbIl Cy-Cg alikeHw1, 3aMelleHHbIH Wik HezaMeleHHbIH C,-Cg
aNKUHWI, 3aMelneHHbli wuian  HezamemneHHbld C1-Cq  (ropankun, 3ameineHHbIH WK
HezameneHHbli  C-Cq  reTepoajkuil, 3aMelleHHbIH WM He3aMEUIeHHbIH  KapOOLMKII,
3aMelleHHbli win HesamemeHHslii rerepormii, -CN, -OH, -OR!Y, -C(=O)R!'¢, -CO,R!, -
C(=O)N(R!'®),, -N(R1%),, -NRC(=0)R", -SR¢, -S(=0)R", -SO,R'” unu -SO,N(R!6),; rne ecinu
R?® mpucoenunen k aromy asora, To R® mpencraBnsier co0Ooi BOOOPOM, 3aMEINEHHBIM WU
HesamerneHHbl C1-Cg  anmkwmii, 3amerneHHbI win  HesamemeHHbld C-Cg  menTepoanku,
3aMelleHHbId unn HesameleHHbIl C,-Cg aJIkeHW1, 3aMelleHHbIH Wik HezaMelleHHbIH C,-Cg
ANKWHWI, 3aMelieHHbld wiam  HesamemneHHbld C1-Cq  dropankwmi, 3amemeHHbId WK
HezamereHHbli  C-Cq  TeTepoajkwi, 3aMelIeHHbIH WM He3aMEUIeHHbIH  KapOOLHMKIL,
3aMelIeHHbIH WK He3amelneHHbIi rerepounk, -C(=0)R16, -CO,R6, -C(=O)N(R!®),, -S(=0)R"’,
-8021{17 nin -SOzN(R16)2;

Z npencrasisier coboit -NR10-, -O-, -S- -S(=0)- wmu -SO,-;

R!% nmpencrasnset coboii Bogopon, Ci-Cs ankun, C,-Cq neiirepoankui, C,-Cg propankun,
C;5-Co UMKITOATKWI, WJIM MOHOLMKIINYECKUM MeTEPOLINKIT,

X1, X2 u X3 kaxnplit He3aBucUMO nipeactasisiet coboit CRM wmm N;

kaxaeiii R11 HesaBuCHMMO mpejcTaBisieT cOOOM BOMOPOX, TalloreH, 3aMEINEHHBIA MK
He3amelneHHbId Ci-Cg ankui, 3amMelleHHbId Wik He3aMmelleHHbI C,-Cy ankeHus, 3aMeleHHbIH
win He3amemeHHblii C,-Cq ankuami, 3amernneHHbld win He3amemmeHHbll C-Cq ¢Topankun,
3aMeleHHblil i He3amelneHHbld C-Cg reTepoankuii, 3aMeIleHHbIH WM He3aMeLICHHBIN
KapOOIMKII, 3aMELIeHHbI Wi He3aMerneHHbiii rerepormki, -CN, -OH, -ORY, -C(=0)R!, -
CO,R® -C(=0)N(R),, -N(R),, -NRC(=0)R, -SR16, -S(=0)R!7, -SO,R'7 ut -SO,N(R6),;



B! npencrasisier coboit N umm CR122;

B? npencrasisier co6oit N unu CR12;

R122 g R1? kascnpiil HE3ABUCHMO TPENCTABISET COOOM BOMOPO, TajlOreH, 3aMelIeHHbIN
win He3zamemeHHbIH C;-Cg ankuji, 3amelneHHbIM wuian He3amelleHHbIH C,-Cg alkeHm,
3aMelleHHbId niu He3aMenleHHbI C,-Cg aNnkuHUj, 3aMelneHHbId uau HezaMelleHHbI Ci-Cg
¢dropankui, 3amerneHHbd win He3amemneHHbn C-Cgq rerepoankwi, 3aMelIeHHBIH WU
He3aMeIeHHbIN KapOOLUKJI, 3aMEIEHHbIN WK He3aMelneHHbIi rerepouuki, -CN, -OH, -OR7, -
C(=0)R'S, -CO,R!6, -C(=0)N(R16),, -N(R6),, -NR!®C(=0)RY, -SR!¢, -S(=0)R"’, -SO,R'” mu -
SO,N(R'),;

R! npencrasisier coboit Bomopon, C-Ce ankun wim C;-Cg dropankur,

R? npexncrasnsier coboii Kombiio B, koTopoe mpencrasisieT coboit He3aMeIeHHbINA HITH
3aMELIEHHbIN reTepOLUKII WIN 3aMELeHHbIN TN He3aMeleHHbIN kapOouukJ, rae ecnu Konbio
B 3amemeno, To Konbio B 3amereno q ciaydasmu R13;

kaxaeii R HesaBucuMo mpencraBisier coOO#  rajioreH, 3aMeIleHHBbIH WM
HezametneHHbiil C1-Cy ankuj, 3amenieHHbiid uin HedaMmemeHHbIi C,-Cyg anKeHI, 3aMeIeHHbIH
win HesameineHHbI C,-Cq ankuHui, 3amemieHHbli win HesameuleHHblin Ci-Cq ¢Topamkun,
3aMeIneHHbll win HezameleHHbl C-Cg rerepoankui, 3aMeIIeHHbIH WIM He3aMeIleHHBIN
KapOOLMKII, 3aMeIleHHbIl WM He3aMeleHHblii rerepouuki, -CN, -OH, -ORY, -C(=0O)R!®, -
CO,R'® -C(=0)N(R!6),, -N(R),, -NR!®C(=0)R', -SR'¢, -S(=0)R'7, -SO,R'7 uu1 -SO,N(R%),;

v iBe R rpymmer Ha cocenrnx aromax Kosnbiia B, B3siTbie BMECTE C TPOMEKY TOYHBIMH
aTOMaMHM, K KOTOPbIM OHH MPHUCOEAMHEHbI, 00Pa3yIOT 3aMelEHHbINA HJIM He3aMEIEeHHbIH S- WU
O-4JIEHHBI MOHOIMKJIMYECKUNM KapOOLMKII WM 3aMEINEeHHbI WM He3aMeIIeHHbIA S5- uiau O-
YJIEHHbI MOHOLUMKJINYECKUN Me€TEePOLINKIL,

i R? npencrasnsier co6oit -C(=0)R!, -C(=0)NR MR unu -C(=0)OR#;

R npexncrasnsier coboit Bonopoxn, 3amereHHbIi win HezamermerHblii C-Cg ankui, C-Cg
NEeUTepOANKIII, 3aMelleHHbli wiu  He3amewmeHHbli C,-Cg  ankeHw1 , 3aMeleHHbIH WIn
HesamemneHHbl C,-Cq ankuHui, 3aMerneHHbld wuinu  He3amelleHHbli C-Cg rerepoankm,
3aMEINeHHbI WM He3aMENIeHHbI MOHOLMKINYECKUH KapOOLMKJ, 3aMeINEeHHbI WU
He3aMeIeHHbIH  OWIMKINYeCKUH  KapOOLMKI,  3aMelIeHHbId  WIM  He3aMelleHHbBIN
MOHOLIMKJIMYECKUI TeTEePOLMKI WM 3aMEUICHHBbIH WM He3aMEIleHHbI OWIMKINYeCKUui
reTEPOLIUKIT,

R npencrasnsier coboii Bogopon, Ci-Cy ankun unu C-Cg dhToOpanku,

win R u RI° B3sarTble BMecTe C MPOMEKYTOYHBIMH aTOMaMH, K KOTOPBIM OHH
MPUCOSANHEHBbI, O0pa3ylOT 3aMelIEHHBbIM WM He3aMEIleHHbI 5- wiu  O-4JeHHBIH
MOHOIMKJINYECKUHA T€TEPOLIUKIL,

wii R!' u R B3siTbile BMecTe ¢ NPOMEKYTOYHBIMH aTOMaMu, K KOTOPBIM OHH
MPUCOSANHEHbI, O0pa3yIOT 3aMElIEHHBbIM WM He3aMEIIeHHbI 5- win  O-4JeHHbBIH
MOHOIMKJINYECKUNA T€TEPOLIUKIT,

W npexncrasnsier coboit -NR3- winn -O-;

R3 npencrasnsier coboit Bomopon, Ci-Cg ankui, Ci-Cy neiitepoankun, Ci-Cy propankun,



C5-Cg UMKITOATKHIT UM MOHOLMKJIMYECKUHM T€TEPOLINKIT,

R* npexncrasnsier coboit Bomopon, Ci-Cg ankui, Ci-Cy neiitepoankun, Ci-Cy propankun,
C5-Cg UMKITOATKWIT UM MOHOLMKJINYECKUHN T€TEPOLINKIT,

wii R? u R* B3sitbie BMecTe ¢ aToMOM N, K KOTOPOMY OHM MPUCOEIUHEHBI, 00pas3yroT
3aMEILEHHBIN WK He3aMeleHHbI N-coaepKaluil reTepoLUKIL,

win R’ u R!?2 B3siteie BMecTe € MPOMEKYTOYHBIMH aTOMAaMH, K KOTOPBIM OHH
NPUCOETUHEHBI, 00Pa3yIOT 3aMELeHHbII WIN HE3aMEIEeHHbIN 5- NN 6-4JIEHHBIH IeTepOLIUKII,

R mpencrasisier codoit Bogopon, C;-Cg ankui, Ci-Cq dhropankun, Cs-Cg HUKIOATKIIT HITH
MOHOIMKJINYECKUNA Te€TEPOLIUKII,

kaxaeii R® u R7 He3aBucuMo npezncrasisieT coboii Bomopon, neitepuii, ranoreH, Ci-Cg
ankwi, Ci-Cg netitepoankun, Ci-Cq dropamkun, C;-Cg OUKIOATKHAT WM MOHOLIMKJIMYECKUH
rerepouuki, -CN, -OH, -ORY, -C(=0)R!6, -CO,R!®, -C(=0)N(R!6),, -N(R6),, -NRC(=O)R!7, -
SR'6, -S(=0)RY7, -SO,R unu -SO,N(R16),;

WUJIM TIPUCOEAVHEHBI K OTHOMY M TOMY JK€ aTOMy YIJIEpOa, B3ATbIE BMECTE C aTOMOM
yraepoaa, K KOTOpoMy oHM npucoennHensl, oopasytot C=0 mnu Cs-C, nuknoankun,

kakaeiii  R1®  HesaBucumo mpexpcraBisier  coOOM  BOXOPOX, 3aMELIEHHBIH M
He3amerneHHbIl C1-Cq anmku, 3amenieHHblii uin HesameneHHbI C1-Cq Gropanki, 3aMerneHHbIi
i "He3amelneHHbI Ci-Cg reTepoakmi, 3aMelleHHbIi win He3aMmeleHHbIH Cs;-C; MUKII0anKu,
3aMELIEHHBbII WIM HE3aMEIlEeHHbIH MOHOLMKINYECKUH 3-8-4JIeHHBI TeTepOLMKIOAIKUII,
3aMELICHHbI WM He3aMEIIeHHbIH (QEeHWI WIM 3aMEIeHHbIH WM  He3aMeIIeHHbIH
MOHOLUKJIUYECKUH TeTepOapull,

v 1Ba R1® Ha ogHOM 1 TOM ke aTome N B3siTbie BMECTE C aTOMOM N, K KOTOPOMY OHH
MPUCOEAMHEHBI, 00Pa3yIOT 3aMEIeHHbIN WK He3aMelleHHbIH N-coep Kaiuii reTepOLUKIT; U

kaxaeii RY7 He3aBuCHMMO mpeacTaBisieT coboit 3amerneHHbiil uin HezamemeHHblid Ci-Cg
aNIKIWI, 3aMeIneHHbId min HesamelneHHbl C-Cq (GTopasikmi, 3aMeIeHHbIN WK He3aMeIeHHbIN
C,-Cs rerepoankui, 3aMelIeHHbIN uin He3aMeleHHbIl C3-C; MUKIOANKIII, 3aMEIIEeHHbINH HITH
HE3aMEIIECHHbI MOHOLMKINYECKUN 3-8-4JICHHbIH TIeTepOLMKIOATIKNI, 3aMEINeHHbIH WIN
He3aMelleHHbIN (PeHIIT WTH 3aMEIEHHbIA WIH He3aMeleHHbIA MOHOIIUKITHYECKHI reTepOapu,

i€ KaKIbIi 3aMeleHHbIN aJIKWJI, 3aMEeIIeHHbIH (HTOPaIKUII, 3aMEIIeHHbBIN JeHTepOaTKIII,
3aMEIeHHbIN aJIKOKCH, 3aMeIeHHbIH (hTOPATKOKCH, 3aMEIEeHHbIA T'eTePOATTKHI, 3aMelleHHbIN
KapOOLIMKJI M 3aMEIIEHHbIH TeTePOLMKI 3aMeIleH OJHOW WM HECKONbKHMMU RS rpymmamm,
HE3aBUCHMO BBIOPaHHBIMH M3 TPYIIIBL, cocrosimeil u3 neiirepus, ranoreHa, C;-Cq ankwna,
MOHOIIMKJINYECKOTO KapOoIuKia, MOHOIMKIHueckoro rereporukia, -CN, -CH,CN, -OR!8, -
CH,0R'® -CO,R®, -CH,CO,R!® -C(=0)N(R'®),, -CH,C(=O)N(R'®),, -N(R®),, -CH,N(R®),, -
NRBC(=0)R!®, -CH,NRBC(=O)R®¥, -NR"¥SO,R", -CH,NR!®SO,RY -SR!¥ -CH,SR!, -
S(=0)R", -CH,S(=0)R™, -SO,R", -CH,SO,R" -SO,N(R'?), unu -CH,SO,N(R®),;

kaxaeiii R1® HesaBucumo Beibpan u3 Bomopona, C-Cg ankuna, C1-Cq dpropankuna, Ci-Cg
rerepoankuia, Cs;-Cq muknoankmna, C,-Cg rerepouukiioankuna, ¢eHmia, OeH3mIa, S-4JIeHHOTO
rerepoapuia u 6-4JIEHHOTO TeTePOAPUIA,;

win aBe R!® rpymmbr, B3siThie BMecTe ¢ atomMoM N, K KOTOPOMY OHHU TPHCOEIUHEHBI,



oOpa3yroT N-conep:Kaiuii reTepoLrKI,

kaxaeii R wHesaBucumo BouiOpan u3 C-C¢ amkmma, C-C4 rerepoankmna, C;3-Cg
muknoankuna, C,-Cq rereporukioankuina, ¢peHmna, OeH3mna, S-4JeHHOro rerepoapuia U 6-
YJIEHHOTO T€TEPOapuIa,;

n paseH 1, 2 winm 3;

ppaseH 1 unu 2; u

q paseH 1, 2, 3 unu 4,

U I7ie COeANHEHNE He sSBIseTCs HU O-(1uKiIonponankapookcamuno)-4-((2,5-qumernn-4,5-
nuruapo-2H-nupazono[4,3-c]xuHonuH-6-un)aMuHO ))-N-MeTUIHPHIA3UH-3-KapOokcaMuiom, 4-
((2,5-mumernn-4,5-nuruapo-2H-nupasono[4,3-cxuHonuH-6-11)amMuHo)-6-((S-¢p TopnupuanH-2-
WJ1)aMHUHO )-N-MeTHIHUKOTHHAMHUIOM, 4-((2,5-numernn-4,5-nurunpo-2H-nmpasono[4,3-
C]XuHOIMH-6-11)aMHUHO)-6-((2,6-TUMeTUIITUPUMHUINH-4-1JT)aMUHO )-N-MEeTUITHUKOTUHAMUIOM,
HU O-(1uKionponankapdbokcamuno)-4-((2,5-mumernn-4,5-qurugponupas3ono| 1,5-a]xuHokcanus-
6-11)aMUHO)-N-MeTHINHPHUAA3HH-3-KapOOKCAMHUIOM.

[0006] B HekoTOpBIX BapuaHTax ocyuecTBieHus: R! mpencrasisier coboit Bonopon wiu
C,-C4 ankm.

[0007] B HekOTOpBIX BapHaHTax OCyIIeCTBieHUs: R3 mpencTapisieT coboit BOOOPO MK
C,-C, anku. B HEKOTOpBIX BapHaHTax OCyluecTBieHus: R nmpencrasisier co0oii BOOOPO.

[0008] B HekoTOphIX BapuaHTax ocyuiecTBieHusi W mpexacrasisier coboit -NR3-. B
HEKOTOPBIX BapuaHTax ocyiuectsienus R3 npencrasnser coboit Bogopon, Ci-Cy ankun win Ci-
C, neiirepoankui. B HEKOTOPBIX BapraHTax ocyluecTieHus: R3 npeacrasnsier coboit BOXopo.

[0009] B HekoTOpBIX BapraHTax ocyiuecTieHus: R* mpencrasiser coboii Bogopon, Ci-Cy
anxun wim C,-C, nerirepoanku.

[0010] B HexoTOpBIX BapuaHTaX OCYILIECTBICHUS COEIMHEHHE HUMEET CTPYKTypy

dopmysl (1):
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n RT% — 53
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A
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dopmyna (II)

WM ero hapMaleBTUIECKH IPUEMIIEMAsT COJTb, TAYTOMED WIIH COJIbBAT.

[0011] B HekoTophIx BapuaHTax ocyimecTBieHusi X' mpencrasisier coboir CRU, X2
npencrasisiet coboit CR! u X3 npexncrasnsier codoit CR; unm X! npencrassier coboit CR1, X?
npencrasnsier coboit CR! u X3 npencrasmsier coboit N; mim X! npexncrasnsier codoit CRY, X?
npencrasisier coboit N u X3 npencrasisier coboii CR!Y; mmm X! npencrasnsier codoit CRY, X?
npencraeisier codboit N u X3? mpencrasnsier coboit N; mimm X! mpencrasisier coboit N, X?

npencrasisier coboit CRM u X3 npencrasnsier coboit CR!L; unu X! npencrasisier coboii N, X?



npencrasisier codoit CRM u X3 mpencrasisier coboii N; umu X! mpencrasisier coboii N, X?
npencrasisiet coboit N u X3 npencrasisier coboit CR!'!. B HEKOTOpBIX BapHaHTaX OCY IECTBIIEHUS
X! npencrasinsier coboit CR!, X2 mpencrassier coboit CR!! u X3 npencrassier coboit CRL; wmu
X! npencrasinsier coboit CR, X? mpencrassier coboii CR!! u X3 npencrasisier coboii N; uam X!
npencrasisier coboit CRY, X? npencrasisier coboit N u X3 npencrasisier coboit CRL; wmu X!
npencrasisier codoit N, X? mpencrasisier coboii CR!! u X3 mpencrasnsier coboit CRY. B
HEKOTOPBIX BapuaHTax ocyuecTBieHust X! npencrasisier coboit CR!, X? nmpencrasnsier coboii
CR!"' u X3 npencrasmsier coboit CR!!. B HekOTOpBIX BapHaHTaX OCYLIECTBJICHUs] Kaxkapiid R
HE3aBHCHMO TpecTaBiisieT codoit Bogopon, ranoreH, C,-Cq ankun, C1-Cq dpropankm, -CN, -OH,
-ORY7 wmm -N(R!'6),. B HeKOTOpbIX BapHaHTax OCYIIECTBIEHMs Kaxxaplii R!! HezaBucHMO
npencrasisier codoi Bogopon umm ¢Grop.

[0012] B HexOoTOpBpIX BapHaHTaX OCYILIECTBICHUs COEAMHEHHUE HUMEET CTPYKTypy

Dopmysl (IV):
R4
“NH
1
o} |B*N
HN” “BZ “NH
( R\ 7 R2
n RT
ALA2
A
(R®),
dopmyna (IV)

HJIN €0 (I)apMaLIeBTI/ILIeCKI/I npuemiieMas COJib, TaAyTOMED UJIN COJIbBAT.

[0013] B HexoTOppIX BapuaHTaX OCYILIECTBICHUS COEIMHEHHE HUMEET CTPYKTypy

Dopmysl (VI):
R4
“NH
Bl
) ’ ~N
HN” “BZ “NH
( R R2
n R7 1
A
57~A?
NOJ
AS-AS
Dopmyna (VI)

Wi ero (hapMaleBTUYECKH NMPUEMIIEMasi COJib, TAyTOMEP WIU cojbBaT, rae. Al u A?
KaXIblii He3aBUcUMO mpencrasisier coboid N wim C; u A3, A* u A3 Kaxnuplii HE3aBUCHMO
npencrasisier coboi N, NR® wn CR®; rne nBa cocennux aroma Kouiblla, BoIOpaHHbie u3 Al A2
A3, A*u A3, mpencrasssitor coboii N um NR8; 1 ocraBinnecst aroMbl mpenctasisitoT coboit C wu
CR®.

[0014] B HekoTopbix BapuaHTax ocyiectBieHusi Al mnpexncrasiser coboit C; A?

npencrasinsier coboit C; A3 mpencrasmisier coboit N; A* mpencraBnsier coboit NR®, u A



npencrasisier codoit CR®; wnu Al npencrasnsier coboit C; A? mpencrasisier coboit C; A3
npencrasisier coboit NR®; A* npencrasnser coboii N; u A’ npexncrasnsier coboit CR?; mmm Al
npencrasisiet coboit C; A2 mpencrasisier coboii N; A’ npencrasisier coboit N; A* nmpencrasnsier
coboit CR?; u A’ npexncrasisier coboii CR3.

[0015] B HexoTOppIX BapuaHTax OCYILIECTBICHHUs COEIAMHEHHE HUMEET CTPYKTypy

®opmysl (VIa-1):

RN
B!
R HN” “B? “NH
z R?
At
R8 )
N—N
/
RB

DPopmyina (VIa-1)
WK ero (papMaLeBTUYeCKU IpHeMiIeMast COJlb, TAyTOMEP WJIH COJIbBAT.
[0016] B HekoTOpbIX BapuaHTaX OCYLIECTBIEHUS COEAMHEHHE HMEET CTPYKTypy

Dopmyasl (VIe-1):

R%
NH
Bl
" N
s. HN” "B% °NH
(e #
n
8
R N
NN, g

®dopmyna (Vic-1)
Wi ero (hapMaieBTHIYECKH IPUeMIIEMasi COJb, TAyTOMED HIIH COJIbBAT.

[0017] B HexoTOphpIX BapuaHTax OCYILIECTBICHUs COEIMHEHHE HUMEET CTPYKTypy

Dopmysl (VIf-1):

4
RoNH
1
X
.. HNTBZ NH
( ROz R2
o \R
RN

®opmyna (VIf-1)
WK ero (papManeBTUUECKH PUeMIIEMasi COJIb, TAYyTOMED WJIN COJIbBAT.



[0018] B HEKOTOPBIX BapHAHTAX OCYINECTBICHUS KaKablii R® He3aBHCHMO mpencraBisier
co00# BOJOPON, TajioreH, 3aMelleHHbld win He3amemeHHbld C1-Cg ankw, 3aMeIeHHbI Wiu
HezamenieHabli Ci-C¢ nmefiTepoankwi, 3amemeHHbld win HesamemeHHb C1-Cg ¢Topankun,
3aMEIIeHHBIN MJIH He3aMEeIIeHHbBIN KapOOIMKJI, 3aMEIIeHHbIN W He3aMEeIIeHHbBIH TeTepPOLIUKIL, -
CN, -OH, -ORY, -C(=0)R'6, -CO,R! umu -C(=0)N(R!),; rne ecnu R® npucoenunen x aromy
asora, To R® npencraBnsier coboit Bomopon, 3amerneHHbiii i HesamemeHHblid Ci-Cg akmui,
3aMeleHHbIN uin HezameleHHbil C-Cgq nedTepoankil, 3aMeLeHHbIN UM He3aMeleHHbIN C-
Cs propankm, 3aMeeHHbIN WK He3aMeIeHHbIA KapOOLMKJI, 3aMEIIeHHBIN WIH He3aMeeHHBIN
rerepouuki, -C(=0)R, -CO,R® umm -C(=0)N(R'®),. B HEKOTOPBIX BapUaHTaX OCYIIECTBIEHHSI
kaxapiii R® HezaBucumo nipencrasisier codoit Bogopon, -Cl, -F, metur, stun, usonponwi, -CDj, -
CH,O0H, -CFj3, uuxknonponui, okceranu, azetuanHu, -CN, -OH, -CO,H unu -CO,CHj3; rne ecnu
R3® mpucoenunen k atomy asora, To R® nmpencrapsier co0oii BOTOPOI, METHJI, STUJI, M3OTPOITHIL, -
CD;, -CH,0H, -CFj3, unknonponui, okceranui, azetuaunui, -CO,H unmmn -CO,CHj3. B HexoTopbIx
BapHaHTaX OCYyIIECTBIEHUs Kaxbiii R® HesaBucuMo npenctasisieT coboit Bomopon, metu, -CDs,
-OH, -CH,0H, -CF3, okceranun, -CN unu -CO,CHj3; rae eci R® npucoenunen k atomy asora,
to R® npencrasnsier codoii Bomopon, metui, -CDs, -CH,OH, okceranun wiu -CO,CHj.

[0019] B HekOTOpBIX BapHaHTaX oOCyliecTBieHus Kaxkabii R® u R’7 He3aBucuMO
npezacrasisier cobol Bonopon, aewrepwii, ranoreH, C;-C, ankun wnmu C,-C, neiitepoankui. B
HEKOTOPBIX BapUaHTaX OCYyLIECTBJIEHUs] Kakaplii R® u R’ HesaBuCHMO mpexcraBisieT coOOi
Bogopon, nedrepuii, F unu metun.

[0020] B HEKOTOPBIX BapHaHTaX OCYIIECTBIEHHs Z npeacTassier coboit -NR-, -O- wiun
-SO,-. B HEKOTOpBIX BapuaHTax OCyLIECTBJIeHUs Z mnpexactasiusier coboi -NR!- wmu -O-. B
HEKOTOPBIX BapHaHTaX OCYIIECTBJIEHUs Z npencrasisier coboit -NR -, B HEKOTOpBIX BapuaHTax
ocymectienus R mpencrasusier coboii Bomopon, C-C, ankun, C-C, medTepoankun wiu
LUKJIONPONUJI. B HEKOTOPBIX BapuaHTax OCYINECTBIEHUs Z npencrasisier codoii -O-.

[0021] B HekoTOpBIX BapuaHTax ocyuiectBienuss R? mpexncrasisier coboit Konbio B,
KOTOPOE MPEACTABISIET COOON He3aMeIEHHBIN WJIH 3aMEIIEeHHBIN TeTEPOLUKIT UIH 3aMEIeHHBIN
WIK He3aMelleHHbl kapOouuki, rae ecimu Kombio B 3amemeno, To Konbuo B 3amemeno q
cnydasimu R13. B HekoTOphIX BapuaHTax ocyiuectBieHust R? mpencrasisier coboii Konbio B,
KOTOPOE MPeNCTaBIsieT COO0H He3aMeIeHHbIN WTH 3aMeIeHHbI MOHOLUKIINIECKHI KapOOIHKIL,
3aMELICHHbI WJIM  HE3aMEIICHHBIH OWIMKINYECKHH  KapOOLMKJ, 3aMEIIeHHBId WM
HE3aMCILECHHBbIIT MOHOLMKJIMYECKUN TeTePOLMKI WIM 3aMELICHHbIH WM He3aMEeLlEeHHbIH
OnumkIuecKkui rereporuk, rae eciu Konsuo B 3amemeno, To Koneio B 3amemmeno q ciaydasmu
R13. B HekoTOpBIX BapuaHTax OCylecTBjieHuss R? mpexncrasisier coboit Kombuo B, koropoe
NpeAcCTaBIsieT CcoOOW HEe3aMeIEeHHBbI WM 3aMeleHHbI (eHwn1, 3aMeIleHHbIH WIn
HE3aMEIIECHHbI MOHOLMKJIMYECKHUH  O-4JIeHHBI TreTepoapwil WIM  3aMEIlEeHHbIH WU
HE3aMEIeHHbIIT MOHOLIMKJINYECKUN S-uJieHHbIN rerepoapui, rae ecinu Konpuo B 3amerneHo, To
Komnbuo B 3amerneno q cny4asimu R1?. B HEKOTOPBIX BapraHTax OCyLIeCTBIeHus R? mpecTaBisier
coboit Kombio B, koTopoe mpencrasisier cob0l He3aMEIleHHbIN HIN 3aMeIleHHbIH (DeHUT Wiu

3aMEILEHHBIN WIN HE3aMELIEHHbI MOHOLUKINYECKHUI O-4JIeHHbIN reTepoapu, rae ecau Komapuo



B 3amerneno, To Konbuo B 3amemniero ( ciayuasivu R13. B HEKOTOPBIX BapuaHTax OCYLIECTBIICHHSI
R? mpencrasisier coboit Konbimo B, koTopoe mnpexncraBisier coOOH He3aMENIEHHBIA HIIH
3aMEIIeHHbIN (DeHWI, 3aMEIICHHBIH WM He3aMeIIEHHBbIH NHPUANHII, 3aMEIIEeHHBbIH WIN
HE3aMEILEeHHbIN MUPUMUANHII, 3aMELIEHHbIN WIN HE3aMELIEHHbIA MUPa3UHII WIH 3aMELLECHHbIN
WM He3aMelleHHbIN nupuaasunui, rae ecau Konsno B 3amemeno, To Konbsno B 3amemeno q
cnydasimu R1>. B HekoTOphIX BapuaHTax ocyiuectBieHusi R? mpencrasisier coboii Konbio B,
KOTOPOE MPEACTABIISIET COOOM He3aMEIIeHHbIN MIH 3aMEeIeHHbIN MUPUINHUI WIH 3aMEeLICHHBIN
WUJIM HEe3aMELIEHHbIN nupuMuanHui, rae ecnu Konsno B 3amemeno, To Konsno B 3amemeno q
cnydasimu R1>. B HexoTOphiX BapuaHTax ocyinectBieHusi R? mpencrasisier coboii Konbio B,
KOTOpO€e MpezcTaBisieT coO0H He3aMeleHHbIN W 3aMeLeHHbIH MUPUAUHIL, rae ecnu Kombio

B 3amemeno, To Konbiio B 3amemmeno q ciaydasmu R13.
13
R™)q
|

/A
|

[0022] B HekoTOpBIX BapuaHTax ocyiuectsieHus R? mpencrasisier coOoi Z

(R, /§(R13)q RT) (R,
R 1 7N 3 q R
G G

, 158105 ;uqpasen 0, 1,2, 3 umn 4. B HeKOTOpBIX

\/513)q \,R13)q
sy
N WIN N

[0023] B HekoTOppIX BapuaHTaX OCYIIECTBICHUS COEIMHEHHE HUMEET CTPYKTypy
Dopmynsr (VIII):

BapHaHTax OCyLIecTBIeHUs B npeacrasiser coboit

2, 3 unu 4.

;uqpasenO, 1,

R?
NH
B1
0 |*‘N
HN” B2 "NH

Dopmyna (VII)

Wi ero (¢apManeBTHYECKH MPHEMIIEMAsi COJIb, TayTOMEP WM COJbBaT, rae. V
npencrasisier codoit N, CH unmu CR'’; q pasen 1, 2 win 3; Al u A? kaxzapiii HE3aBUCHMO
npencrasisier coboii N mwim C; u A3, A* u A> kaxxablii He3aBUCUMO TipezcTaBisieT coboil N, NR®
win CR3; rme nBa cocemuux atoma Kounbiia, BeiOpanHbie u3 Al, A2, A3 A* u A’ npencraBisiror
coboit N i NR®; u ocraBimecs: atromsl ipenctasisitot coboit C mmm CRE,

[0024] B HekoTOpBIX BapHaHTaxX OCylLIeCTBIeHUs V npencrasisieT codoit N. B HekoTopbIx
BapHaHTax ocyiuectsienus V npexacrassier codoit CH wmu CRB.

[0025] B HEKOTOPBIX BapHaHTaxX OCYIIECTBJIEHMS Kakablii R1? He3aBuCHMO mipencrasisier
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coboit rayioreH, 3amelneHHbld wian He3amemneHHbIH C-Cg ankwiI, 3aMEIIEHHBbIA WIH
He3ameteHHbIH C1-Cg (TOpaKmI, 3aMeINeHHbIH TN He3aMelIeHHbIH KapOOLMKII, 3aMEeeHHBIN
i HesamerneHHbiii rerepouuki, -CN, -OH, -ORY, -C(=0)R!®, -CO,R'®, -C(=O)N(R'®),, -
N(R),, -NR®C(=0)RY, -SO,R'7 umu -SO,N(R!®),. B HEKOTOpBIX BapraHTaX OCYIIECTBIEHHUS
kaxaeii R1? HezaBucumo npencrasisier coboii -F, -Cl, -CH; wnu -CFj;.

[0026] B HekoTOpbIX BapuaHTax ocyinectBieHus R? mpencrasisier coboii -C(=0)RM, -
C(=O)NRUMRD pmu -C(=0)OR™. B HEKOTOpPBHIX BapHaHTaX OCYINECTBIEHUs R? mpemcraBisier
coboii -C(=0)R™.

[0027] B HekOTOpBIX BapuaHTaX OCYLIECTBICHHUs COEIMHEHHUE HUMEET CTPYKTypy

Dopmy sl (IX):
R4
“NH
1
0 | I?'*‘N
H BZ “NH
(2
n R?jr)‘l 0 R14
5'A“A2
WA
dopmya (IX)

WK ero (hapMaleBTUYECKH MPUEMIIEMasi COJib, TAyTOMEP WIH cojbBat, rae. Al u A?
KAl He3aBucuMo mpencrasiser cobor N mmm C; u A3, A* u A3 kaxnaplii HE3aBUCHMO
npencrasisier coboit N, NR® unu CR®; rne nsa cocennux aroma Kouiblia, BoIOpaHHbie u3 Al A2
A3, A*u A’ npencrasnsiror coboit N unu NR®; u octaBinecs: aromel ipencTtasisitor coboit C wu
CR®.

[0028] B HekoTOpBIX BapuaHTax ocyluecTBieHus: R npencrapisier coOo0il 3aMeleHHbII
unu "HesamerneHHbi C-Cq ankm, Ci-Cq nelirepoankul, 3aMeIleHHbId WK He3amelneHHbI Cs-
C, UMKJIOANKUJI WM 3aMEIIeHHBIM WM HE3aMEINEeHHbIH 4-4JIeHHBIM TeTEePOLMKIIOATKUI, T
3aMEIIEHHBIN aJKWI, 3aMEIIEHHbIN MeTepOaIKII, 3aMEIIEHHbIN HUKIOAIKU UM 3aMEIIeHHbII
reTEPOLIMKIIOATKIIT 3aMELIEH OTHOMN MM HECKOJIBKMMHU RS rpynnamu, HE3aBUCHMO BBIOPaHHBIMH
U3 TPYMIIbI, cocTosiel u3 nedrepus, rajorena, -CN, -NH,, -OH, -NH(CHs;), -N(CHj3),, -CH3, -
CH,CH;, -CHF,, -CF;, -OCH3;, -OCHF, u -OCF;.

[0029] B HekoTOphIX BapuaHTax ocyuiecteienus B! mpencrasisier coboit CR1?2; u B2
npencrasisiet coboit CR1?Y; unu B! npencrasnsier coboii N; u B2 npencrasnsier co6oit CR!?Y; unu
B! mpencrassier coboii CR1%2; u B? npencrasisier coboit N; wiu B! npencrasnsier coboii N; u B2
npencrapisieT codoit N. B HekoTOpbIx BapuaHTax ocyiuectBienus B! npencrasiser coboii CR1%%;
u B2 npencrasiser coboii CR?Y; unu B! npencraensier coboii N; u B2 npexncrasisier coboii CR 2P,
B HekoTOpbIX BapuaHTax ocyuiectBieHust R122 u R12P kaxpiii HE3aBUCHMO MPEACTABISET COOOM
Bomopox, ramoreH, C-C, ankwun, C-C; ¢ropankun wiu -CN. B HEKOTOpBIX BapHaHTax
ocymectsienus R1%2 u R1?P kaxnpiii npencrasnsier co60i BOXOPOLI.

[0030] B HacTosiueM JOKyMEHTE pacCMaTpuBaeTcs JroOas KOMOWHALMS TPy,

OMHNCAHHBIX BbILIE OJIA PAa3JIMYHBIX MEPEMCHHDBIX. Bo Bcem ommcaHun rpynrbl 1 UX 3aMECTHUTEIA
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BBIOpaHBI CIIELMAIUCTOM B JAHHOW OOJIACTH TEXHHKH Ui OOecriedeHHsi CTaOUJIbHBIX TPYII U
COeIMHEHUM.

[0031] B HacTosieM NOKYMEHTE TakKe OMHCAaHbl (hapMaleBTUUECKHE KOMIIO3HIIHH,
coziep Kalie COeNMHEHHe, OMMCAHHOE B HACTOSIIEM IOKYMEHTE, WM ero (apMaleBTHUECKH
NPUEMIIEMYIO COJIb, TAYTOMEP HIIH COJIbBAT, U (hapMaLleBTHUECKH NPUEMIIEMBIH SKCLUIUEHT. B
HEKOTOPBIX BapHaHTax OCYIIECTBJICHUS (apMaleBTHUECKash KOMIIO3UIUS COCTaBJIEHA IS
BBEJCHUS MJIEKONMTAIOIIEMY IIyTeM BHYTPHUBEHHOTO BBEICHHUS, IIOAKOXKHOTO BBEICHMS,
NEPOPANbHOTO BBENEHUs, WHTAISIINM, HA3aJbHOTO BBENEHHs, KOXXHOTO BBEICHHUS WIH
o(TaTpMONIOrHYeCcKOro BBeieHNs. B HEKOTOpBIX BapuaHTax OCyLIECTBICHUs (papMaLeBTHUECKas
KOMITO3UIIMSI COCTABJIEHA JIJIsl BBEAECHUS MJIEKOITUTAIOIIEMY ITEpOpabHO. B HEKOTOPBIX BapuaHTax
OCyIIeCTBJIEHUs] (papmanieBTHUECKass KOMIIO3ULMS HaXxoAuTCs B (popme TaOJEeTKH, MMM,
KaIiCyJibl, )KUKOCTH, CyCII€H3MH, IeJisl, TUCTIEPCHH, PACTBOPA, SMYJIbCHH, Ma3H WM JIOCbOHA. B
HEKOTOPBIX BapUAaHTaX OCYIIECTBJIECHUS (papMalleBTHUECKass KOMIIO3MLMSA HAxXOAUTCs B (opme
TaOJeTKY, UITIOJIN WJTH KaICyJibl. B HEKOTOpPBIX BapuaHTax OCYLIECTBJICHUs (papMaLeBTUYEeCKas
KOMITO3HMLIMST UMeeT (pOopMy Masu, JIOCbOHA, KpeMa, Macia, refisl, TPAHCIEPMAIbHOTIO IUIACThIPSI
WIA JApPYroro cocraBa sl MECTHOrO IPUMEHEHUs. B  JIONOJHUTENBHBIX BapUaHTax
OCyLIEeCTBJICHNs, (hapMalleBTUYECKasi KOMIIO3MLIUSI HAXOAMTCS B (OpMeE SKUIKOTO PacTBopa,
CyCIIeH3UH, Tejisd, AeNno WIM APYroro mpemnapara, KOTOPbIH MOXHO BBOAWTH B IJa3 WIH
OKPY>KaroLie TKaH! (HaIpHMep, TJ1a3HbIe KaTlUIH).

[0032] B HactosiieM nOKyMeHTe omucaHbl coenauHeHus (opmynbl (Al) wim ux
(bapMaLIeBTHUECKH MpPUEMJIEMbIE COJIM, TAyTOMEPbI N COJIbBATHI, IOJIE3HbIC TPH JICYCHUH
onocpenoBanHbix TYK2 Hapyiienuii. B HacTosiimemM 1OKyMeHTe ONUCaHbl COSNUHEHHST (POPMYJIbI
(A1) unn ux papmaneBTHHYECKH MPUEMJIEMbIE COJIH, TAyTOMEPbl WK COJIBBATHI, MOJIE3HbIE TIPU
JICYEHHH BOCTAJHMTEIBHOTO WM ayTOMMMYHHOro 3a0oneBaHusi. B HEKOTOpBIX BapHaHTax
OCYILECTBJICHUs] 3a00JieBaHHE BBIOPAHO M3 PEBMATOUIHOTO APTPHUTA, PACCESTHHOTO CKJIEPO3a,
NICOpHa3a, NMCOPHATUUECKOTO apTPHUTA, BOJYAHKH, CUCTEMHOH KpPAacCHOW BOJYAHKH, CHHAPOMA
IllerpeHa,  aHKWJIO3MPYIOLIETO  CIOHIWINTA, BUTHINIO, AaTONHWYECKOTO  JEPMATHUTA,
CKJIEPOJICPMHUH, aJIOTIEL[M, THOHHOrO THUAPAJCHUTA, YyBEUTa, CHHAPOMA CYXOCTH [JIas3,
BOCIIAJIUTEIBHOTO 3a00JieBaHUsl KUIIEYHHKA, Oose3Hn KpoHa, sI3BEHHOTO KOJUTA, LETHAKHH,
6one3nu bewe, nnabera 1 THMA, CHCTEMHOTO CKJIEPO3a M HOUOMATHUECKOro Gpuoposa nerkux. B
HEKOTOPBIX BapHUAHTAaX OCYIIECTBJIEHHUs 3a00JieBaHUE BBIOPAHO W3 MCOPHA3a, MCOPHATUIECKOTO
apTpUTa, BUTHIIUTO, ATOMHYECKOTO MAEPMATHUTA, AQJONELUWH W THOWHOrO TUApajeHuTa. B
HEKOTOPBIX BapUAHTAX OCYINECTBJICHHs 3a00JieBaHUEe BHIOPAHO M3 MHTep(deponaThii, TAKUX Kak,
Harpumep, CUHAPOM Anbkapan-1'yTbepa.

[0033] B mo0oM U3 BBIIEYNOMSIHYTHIX ACMEKTOB UMEIOTCS IOTIOJHUTENIbHBIC BAPUAHTHI
OCYILECTBJIEHUs, B KOTOPBIX 3(dexkTnBHOE KomuuecTBo coenuHeHus: ¢opmyiel (I) mmm ero
(apMaLIeBTHUECKH TPUEMIIEMON COJIM MJIM COJIbBATa: (@) BBOISIT MJIEKOIHUTAIOIIEMY CHCTEMHO,
w/win (b) BBOOIT MIIEKONUTAIOMIEMY IEPOPANbHO; W/WiH (C) BBOAAT MIIEKOIUTANOIIEMY
BHYTpHBEHHO, W/win (d) BBOOAT IMyTe€M HMHTALSIUMH, W/HIU (€) BBOOAT IMyTEM HA3aJIbHOTO

BBeZieHNs, Wwin w/uinn (f) BBOOAT MIEKONUTAIOINEMY NyTE€M HMHBEKUUM, W/WiK (g) BBOIAT
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mitekonuraromemMy MectHo, w/win (h) BBomsar odTanpMonornuecky, w/unmu (i) BBOZAT
MJIEKOITUTAOLIEMY PEKTaIbHO;, W/WJH (j) BBOAAT MIIEKONHUTAIOLIEMY HECUCTEMHO WM JIOKAJBHO.

[0034] B mo0oM U3 BBIIEYNOMSHYTHIX ACMEKTOB UMEIOTCS IOTIOHUTENIbHBIC BAPUAHTHI
OCYIIECTBJICHUS], BKIIFOUAOLINE OJHOKPATHOE BBeeHNE 3(P(HEKTUBHOTO KOJIMYECTBA COSIUHEHMS,
BKJIOUAsl JOMOJIHUTEJIbHbIE BAapUAHTBl OCYINECTBIEHHUS, B KOTOPBIX COEAWHEHHE BBOJIAT
MJIEKOIUTAOLIEMY OAWH Pa3 B J€Hb WINH COCJUHEHUE BBOASAT MJIEKOIUTAIOIIEMY HECKOJIBKO Pa3
B TE€UEHHE OJHOr0 AHs. B HEKOTOpBIX BapHaHTaxX OCYLIECTBJIECHUS COEAUHEHHE BBOIAT IO
HENPEPBIBHONW CXeMe AO03UPOBaHMs. B HEKOTOPBIX BapUaHTaxX OCYILECTBJICHHsI COEIUHEHUE
BBOJSAT IO HENPEPBIBHOM €:KETHEBHOU CXEME JO3UPOBAHMSL.

[0035] B nmroboM M3 BapUaHTOB OCYINECTBJICHHs], ONMMCAHHBIX B HACTOSIIIEM JOKYMEHTE,
MJIEKOITUTAIOLUM SIBJIIETCS] YEJIOBEK.

[0036] B HeKkOTOpbIX BapHaHTaX OCYLIECTBJIEHUS COEAMHEHHUs, IPEAJIOKEHHbIE B
HACTOSILIIEM IOKYMEHTE, BBOJAT YEJIOBEKY MECTHO.

[0037] I'oToBbIe M3AEIMS, KOTOPbIE BKIIOYAKOT YMAKOBOYHBIM MaTepuall, COEANHEHUE,
OIMCAHHOE B HACTOALIEM JOKYMEHTE, WM ero (papMaleBTUYeCKH NMPHEMIIEMYIO COJIb BHYTPH
YIAKOBOYHOI'O MaTepuaja, a Tak)Ke OTUKETKY, KOTOpas YKa3blBaeT, YTO COCIUHEHHUE WIH
KOMITO3MLIMST WK (apMalleBTUUECKH TIpUeMJIeMasl COJb, TayTOMephl, (hapMaleBTHYECKH
npuemseMblii  N-okcua, (apMaleBTUUECKH aKTUBHBI — MeTadonuT, (apManeBTHYECKH
IpUEeMJIEMOE ITPOJIEKAPCTBO WK €ro (hapManeBTHYECKH TPUEMIIEMBII COJIBBAT, UCTIONB3Y €TCS IS
monysitun TYK?2 nmm s nevenusi, npouiIakTHKy Wiy 00JIerdeHns: OTHOTO MIIM HECKOJIbKHX
CHUMITOMOB 3a00JI€BaHUS UM COCTOSIHUS, MPH KOTOPBIX MOXKET ObITh MOJIE3HO MOAYJIHPOBAHUE
TYK2.

[0038] J[lpyrue 1enu, OCOOEHHOCTH M TPEUMYIIECTBA COENUHEHUH, CIOCOOOB U
KOMITO3UIINH, OMHUCAHHBIX B HACTOSIIEM JOKYMEHTE, CTaHyT OYEBHUIHBIMU W3 CIEAYIOLIErO
noapodHoro onucanus. OTHAKO ClieAyeT MOHUMATh, YTO MOAPOOHOE OMHCAHHWE U KOHKPETHBIE
IPUMEpPBI, XOTA M YKa3bIBAIOT HAa KOHKPETHbIE BAapUAHTBl OCYLIECTBJICHUS, JaHbl TOJBKO B
Ka4eCTBE WIIFOCTPALIMH, TIOCKOJIbKY PA3JIMUHbIE U3MEHEHHs U MOIU(HKAIMU B TIpeaeNnax CyTH U
o0BeMa HACTOSIIIEr0 M300PETeHUs] CTAaHYT OYEBHIHBIMHU ISl CIELHAJIMCTOB B JaHHOW 00JacTh
TEXHUKH U3 3TOTO MOAPOOHOTO OMUCAHMS.

HOAPOBHOE OITMCAHUE U30OBPETEHUA

[0039] AxtmBaumss TYK2 cBsizaHa cO MHOTUMH 3a00JI€BAaHMSIMA W HAapPYIIEHUSIMH,
BKJIFOYAsi BOCMAJHTENbHbIE 3a00J€BaHUS W HAPYIICHUs, ayTOMMMYyHHbIE 3a0O0NeBaHHs U
HapYIIEHHs, PeCITUPATOPHbIE 3a00JIEBAaHNS U HAPYILICHUS U PaK.

[0040] B w4acrHoctu, aktuBauusi IL-23 TYK2 cBsizana ¢ BOCHATUTEIbHBIMH
3a00seBaHISIMH, TAKUMH KaK BOCTIaJuTeNbHOE 3aboneBanue kumeynnka (IBD), 6onesns Kpona,
Henuakus U si3BeHHbIN koiut. Kak Hwkectosmmii s¢gdexrop [L-23, TYK2 takke urpaer ponab
NP [ICOpHUa3e, aHKWIIO3UPYIOIeM crioHamuTe u 6one3nn bexuera. TYK?2 takke accorumpoBana
¢ 3a00JeBaHMAMH W COCTOSIHUSMHU KOXH, TAaKUMH Kak IICOPHMA3, BHUTWJIUTO, ATOMUYECKHUH
IepMaTHUT, THOMHBIN TUAPANCHUT, CKJIEPOACPMHUS, WU 3a00JIeBaHUSIMU M COCTOSHUSIMH TJas3,

TakuMHU Kak cuaapoM Lllerpena, yBeut u cyxocCTb Ias.
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[0041] TYK2 accoummpoBaHa C peCHUpPATOPHBIMH 3a00JEBAHUSMH MU COCTOSHHUSIMH,
TAaKUMH KakK acTMa, XpoHuueckas oOctpykrtuBHass Oone3Hp serkux (COPD), pak nerkux u
mykoBucimno3. I'mmepmasust OoxanoBunHbeix kietok (GCH) m rumepcexpenmsi CIU3UCTON
onocpenoBansl 1L-13-nnnynuposannoii akruanuei nyta TYK2/STATG.

[0042] TYK2 Takxke acCOMMPOBAHA C ay TOMMMY HHBIMHU 3200JI€BAHUSIMHU U COCTOSTHUSIMH,
TAaKMMHU KakK paccessHHbI ckiepo3 (MS), BomuaHka u cuctemHas kpacHast Bondanka (SLE).
Myrauus norepu ¢yskimuyd B TYK2 mpuBOAWT K CHIDKEHUIO JAEMUENWHU3ALUH U YCHICHHIO
pEeMHETMHU3ALUN HEHPOHOB, YTO JOIMOJIHUTENBHO YKa3blBaeT Ha posb uHruomropos TYK?2 B
nedeHnu MS u npyrux Hapywenuii nemuenunuzanuu LIHC. Pasnuunbie curnanbusie myte [FN 1
TUMa, 3aBucsALue oT nepenauu curHanos TYK?2, sosiexkator TYK?2 B pazsutue SLE u npyrux
ayTOMMMYHHBIX 3a00JI€BaHUI U COCTOSIHUI.

[0043] TYK2 accouuupoBaHa € apTpUTOM, BKJIOYas ICOPUATHYECKUHM apTpUT U
pesMaTouaHbli apTpuT. CHIkeHue akTuBHOCTU TYK?2 npuBOAUT K 3a1UTe CyCTaBOB OT apTPUTA,
BBI3BAHHOI'O KOJIJIAT€HOBBIMU aHTUTEJIAMH, MOZENIN PEBMATOMAHOIO apTPUTA YEJIOBEKA.

[0044] Taxxe Obwio moka3ano, uro TYK2 wurpaer BakHyH pojb B NOIAEPKAHHU
HaOmonenuss 3a onyxoibto, U TYK2-HOKayTHBIE MBIIM TOKA3aJdd  HAapyLICHHBIH
LIUTOTOKCHYECKUH T-KJIeTOYHBI OTBET M YCKOPEHHOE Pa3BUTHE OMyXOoud. OTH 3(p(eKTsl BO
MHOTOM 00ycJioBjeHbl 3((EeKTUBHBIM MOJABJIEHHEM ecTecTBeHHbIX KmuiepoB (NK) wu
LIUTOTOKCHYECKUX T-ITUM(OLUTOB, YTO MO3BOJIAET MPENIONIOXKUTh, 4TO HHruomroper TYK2
OYEHb MOAXOIAT Ui JIEYCHUS] ayTOMMMYHHBIX 3a00JI€BAHUI MJIM OTTOPKEHMS TPAHCILJIAHTATA.
Xots npyrue unensl cemeiictBa JAK, takue kak JAK3, urparot aHaJIOrMYHYIO pOJib B UMMy HHON
cucreMe, TYK2 sBnsercs npeBOCXONHON MHUINEHBIO M3-32 €€ BOBJICUEHHOCTH B MEHbIIEE
KOJIMYeCTBO M 0OJiee TECHO CBSI3aHHBIX CUTHAJBHBIX MyTeH, YTO MPHUBOAUT K MEHbIIEMY
KOJIM4eCTBY HeueseBbix dddexroB. OnHako uccienoBaHus ocTporo tumMepooaacTHoOro neiikosa T-
kietok (T-ALL) nokassiBaroT, uro T-ALL cuibHO 3aBucur ot IL-10 mocpeactBom mepenayuu
curHanoB TYK2/STAT1 npns monnep:kaHus BbDKHBAHHS PAKOBBIX KJIETOK 33 CUET aKTHBALIUU
anTu-anontorudeckoro Oenka BCL2. Hokmayn TYK?2, Ho He npyrux 4ieHoB cemericTBa JAK,
CHIDKAJ pocT KiIeTok. Takum oOpa3om, cenekruBHoe nHruoOuposanue TYK?2 Obu10 mpeaioskeHo B
Ka4eCTBE TMOAXOALICH MUINEHU ISl MALUEHTOB C OMyXOJsiMH, 3aBUCHMbIMH OT IL-10 w/wmm
BCL2, nanpumep, B 70% cnyuaeB T-KJI€TOYHOrO JIeHKO3a Y B3POCIBIX.

[0045] Takske ObuTO MOKa3aHO, uTo onocpenoannas TYK2 mepenaua curnama STAT3
orocpenyer rudesb HeHPOHAIBHBIX KJIETOK, BBI3BAHHYIO nentuaoM ammionna-p (AP). CHuxenne
TYK2 ¢ochopunnposanusi STAT3 mnocne BBemeHuss AP NPHBOAWT K CHIDKEHUIO T'MOENn
HEHpPOHANBHBIX KJIETOK, © TOBbIIeHHOe (ochopmmmpoBanne STAT3 HaOmonmanocs B
MOCMEPTHOM MO3Te MALMEHTOB C OONIE3HBIO AJTbIIreiimepa.

[0046] Unrubuposanme curnaibHbix nyTeld JAK-STAT Takke y4acTByeT B pOCTE BOJIOC
1 oOpalleHu: BCIIATh BBINAIEHUS BOJIOC, CBS3aHHOTO C OYaroBOH aJIONELHEH.

[0047] Hecmotpst Ha TO, uTO Hekotopble MHrHOMTOpbl TYK2 M3BECTHBI, COXpaHSETCs
noTpeOHOCTh B Pa3pabdOTKe HOBBIX MHTHOUTOPOB, oOmamaromux Oojiee 3(pQexkTUBHBIMEU WU

BBI'OAHBIMHA (I)apMaLIeBTI/ILIeCKI/I 3HAUMMBIMHU  CBOMCTBaMHU. Haan/IMep, COeI[I/IHeHI/Iﬁ C



14

MOBBILUIEHHON AKTUBHOCTBHIO HWJIM TOBBIIIEHHOW CENEKTUBHOCTBIO IO CPABHEHHUIO C JIPYTUMU
knHazamu JAK (ocobenno JAK?2). B HEKOTOpPBIX BapHaHTaX OCYIIECTBICHMS MPENJIOKEHHBIX B
HACTOSIIIEM JOKyMEHTe, Hactosimee n3odpereHue otHocutcst kK uHruoutopam TYK?2, koropsie
NPOSIBIIFOT CEJIEKTHUBHOCTH 10 oTHOImEHMIO K JAK 1, JAK2 n/mnmn JAK3. B HEKOTOpBIX BapuaHTax
OCYILECTBJICHUs] COEIUHEHMs C TaKOH CeNeKTUBHOCThIO (ocoOeHHO B oTHomeHnn JAK?2)
BBI3BIBAIOT (PaPMAKOJIOTUYECKHH OTBET, KOTOPBIM OJArONpHSTHO JIEYUT OJHO MIIM HECKOJBKO
3a00N€BaHN WM COCTOSTHUH, ONMMCAHHBIX B HACTOSIIEM JOKYMeHTe, Oe3 moOouHbIX 3¢ eKToB,
CBSI3aHHBIX ¢ HHruOUpoBanuem JAK2.

[0048] B HekoTOpbIX BapuaHTax ocyuiectBieHus uHruouropel TYK2, onmcanHble B
HACTOSIIEM JOKYMEHTE, MWCIIONB3YIOTCS TPU JIeUeHUH 3a00JeBaHUs WU COCTOSIHUA Y
MJIEKOTIUTAIOLIETO.

Coeaunenus

[0049] CoenuHeHusi, ONUCAaHHbIE B  HACTOALIEM JOKYMEHTE, BKJIOYas UX
(papmanieBTHUECKH TPHEMJIIEMbIE COJIH, TAYTOMEPBI M COJIbBATHI, SBJIAIOTCS MHrHONTOpamu TYK?2.
B HEKOTOpBIX BapUaHTaX OCYLIECTBJICHUS COEAMHEHHUs, ONMCAHHBIE B HACTOSINEM JOKYyMEHTE,
ABJISAIOTCs cenekTuBHbIMU 11 TYK2 no cpasrenuto ¢ apyrumu JAK. B HEKOTOpBIX BapuaHTax
OCYLIECTBJICHUs COeAMHEHMNS, ONMCAHHbIE B HACTOSIIEM JJOKYMEHTe, H30upaTeabHo/crieiuduaHo
CBA3BIBAIOTCS C TceBaokuHa3HbIM gaomeHoM (JH2) TYK2. B HekoTOpeIX BapuaHTax
OCYLIECTBJICHUS] COEJUHEHHE, OMNHCAHHOE B HACTOALIEM JOKYMEHTE, CBA3BIBAECTCA C
amnnoctepuueckuM caiitoM TYK2. B 1onoaHUTENBHBIX BapUaHTaxX OCYILECTBICHUS], COCUHEHNUE,
OMUCAHHOE B HACTOSLIEM JOKYMEHTE, MOXET OBbIThb MOJIE3HO NpHU JIeYeHHH 3a00JeBaHUN WIIN
HapyueHui, onocpeaoBanubix TYK2.

[0050] B onHOM acmnekTe, B HACTOSIIIEM JJOKYMEHTE MPEeJIoKeHO coequHeHne ®@opmyibl

(D:
.R*
w
B!
0 | N
RS A R
( R}z ° 22
7
nvR / Z X
A
(R%,
Dopmyna (1),

WK ero papMareBTHYECKH MPUeMIIEMas COJIb, TAy TOMEP I COJIbBAT, THE:

Konbuo A mpencrasisier coO0l He3aMeleHHbIH MM 3aMelleHHbIH mupasof, rae Al u A?
He3aBrcHMO TipenctaBisitoT codoit N wimm C, rme ecnmu Kompro A 3amemena, To Kombio A
3aMeIneHo p ciydasimu R?;

kaxaeiii R® HesaBucumo mpencraBnsier coOOM BOIOpPON, TasiOTeH, 3aMENIEHHBINA WM
HesamemeHHbl Ci-Cq  anmkwmii, 3amemnieHHbl win  He3amemeHHbld Ci-Cg  menTepoanku,

3aMelleHHbld uan HesamelneHHb C,-Cg aJIkeHWN1, 3aMelleHHbIM Win He3aMelleHHbIH C,-Cg
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aNKUHWI, 3aMeleHHblii win  HesamemeHHbd C-Cq  QTopankwi, 3aMemeHHbId — WiIu
HesamerneHHbli  C-Cq TeTepoajkwi, 3aMelleHHbIH WM He3aMEeUIeHHBbIH  KapOOLHKIL,
3aMeIeHHbI WM He3amerneHHblii rerepouuks, -CN, -OH, -OR!7, -C(=O)R!®, -CO,R!, -
C(=O)N(R!'®),, -N(R1®),, -NR6C(=0)R", -SR®, -S(=0)R', -SO,R'” unu -SO,N(R!6),; rne eciu
R® mpucoenuHen k aromy asora, To R® mpexcraBmsier coOoii BOHOPOX, 3aMELIEHHBIH HITH
HezamelneHHbl C1-Cg  ankwi, 3amernieHHbIM win  He3amemieHHbld C-Cg  medTepoanku,
3aMeleHHbId uan HesamelneHHbI C,-Cg aJIkeHM1, 3aMelleHHbIM Hian He3aMelneHHbIH C,-Cg
ANKUHWI, 3aMeleHHblii win HesamewmeHHbld C-Cq  QTopankmwi, 3aMemeHHbId WiIu
HezamelneHHbld C-Cq TreTepoajikui, 3aMeIleHHbI WIM He3aMEeUIeHHbIH  KapOOLHKIL,
3aMeLIeHHbIH WIH He3amelneHHbIi rerepounkit, -C(=0)R16, -CO,R16, -C(=O)N(R!®),, -S(=0)RY’,
-SO,RY unn -SO,N(R19),;

Z npencrasisier coboit -NR10-, -O-, -S-, -S(=0)- unu -SO,-;

R nmpencrasnsieT coboit Bogopon, Ci-Cg ankun, C,-Cq netirepoankui, C,-Cg propankun,
C5-Cg LUKITOATKUIT UM MOHOLMKJIMYECKUM IeTEePOLIMKIT,

X1 X2 u X3 kaxnaplii He3aBucuMo npeacrasisiet coboit CRM wmm N;

kaxabii R!! HesaBHCMMO mpencraBisier coOOW BOIOPOM, TajOreH, 3aMEINEHHBIA WU
HezaMmetneHHbI C1-Cg ankuj, 3amerneHHbiid uin He3aMmeneHHbIn C,-Cy anKeHWI, 3aMeIeHHbIH
win He3amerneHHbI C,-Cq ankuHuMi, 3amemeHHblii win HesameuneHHblin Ci-Cq ¢Topanmkun,
3aMeIneHHbll win HezameleHHbl C-Cg rerepoankui, 3aMeIleHHbIH WIM He3aMelleHHBIN
KapOOLMKII, 3aMeIeH bl WM He3ameleHHbii rerepouuk, -CN, -OH, -ORY, -C(=0O)R!®, -
CO,R'® -C(=0)N(R!),, -N(R),, -NR!C(=0)R", -SR'¢, -S(=0)R'7, -SO,R'7 uu1 -SO,N(R6),;

B! npencrasusier coboit N uiam CR122;

B? npencrasisier co6oit N uimu CR12;

R122 g R12Y kascnplil HE3ABUCHMO TPENCTABISET COOOM BOMOPO, TaJIOreH, 3aMELIEHHbIN
win He3zamelneHHblH C;-Cg ankuy, 3amelneHHbId wian He3amelleHHbIH C,-Cg  alKeHu,
3aMelleHHbId uiu He3aMelleHHbI C,-Cg ankuHuj, 3aMelneHHbId i HezaMelleHHbI Ci-Cg
dbropankui, 3amMelneHHbd win He3amelneHHbi C-Cgq reTepoankmi, 3aMelleHHbId WU
He3aMeIEeHHbIM KapOOLMKII, 3aMEINEHHbIN WK He3aMeleHHbli rerepouuki, -CN, -OH, -OR7, -
C(=0)R'6, -CO,R'6, -C(=0)N(R'6),, -N(R'6),, -NR!®C(=0)RY, -SR!¢, -S(=0)R"’, -SO,R' nnu -
SO,N(R),;

R! npencrasiusier coboit Bogopoxn, C-Cg ankun wim C;-Cq propankur;

R? npexncrasnsier coboii Konbiio B, koTopoe mpencrasisieT coboil He3aMeIeHHbIA HITH
3aMELISHHbIN reTepOLMKII WIN 3aMELCHHbIH HIIN He3aMeleHHbIH kapOouukJ, rae ecnu Konbro
B 3amerneno, To Konbio B 3amerneno q caydasmu R1;

kakabii R’ HesaBucMMO mpencraBisier  COOO#  rajioreH, 3aMELIeHHBIH — WITH
He3amelneHHbIH Ci-Cy ankui, 3aMelneHHbId Wik He3aMmelleHHbI C,-Cy ankeHus, 3aMeleHHbIH
win He3amemeHHblii C,-Cq ankuHmi, 3amerneHHbld win He3amemmeHHblil C-Cq dTopankun,
3aMeleHHblil i He3amelneHHbld C-Cg reTepoankuii, 3aMeIleHHbIH WJIW He3aMEeLICHHBIN
KapOOIMKII, 3aMeLIeHHbId WM He3amerneHHbiii rerepormki, -CN, -OH, -ORY, -C(=0)R!, -
CO,R® -C(=0)N(R),, -N(R9),, -NRIC(=0)R", -SR16, -S(=0)R'7, -SO,R!7 umt -SO,N(R6),;
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v aee R rpynmbl Ha cocennux aromax Kosbia B, B3sThIE BMECTE € TIPOMEKY TOUHBIMH
aTOMaMH, K KOTOPbIM OHH MPHUCOEAMHEHBI, 00Pa3yIOT 3aMeIIeHHbINA WJIM He3aMEIIEeHHBIH S- WITH
O-4JICHHBI MOHOIMKJIMYECKUN KapOOLMKII WM 3aMEIleHHbIN WM He3aMEeUIeHHBIH S5- Wiu O-
YJIEHHBI MOHOLUMKJINYECKUN F€TEPOLIUKIT,

wiu R? npencrasisier co6oit -C(=0)R!, -C(=0)NRMRD unu -C(=0)OR;

R npexncrasnsier coboit Bomopoxn, 3amereHHbIi win HesamermeHHbli C-Cg ankui, C-Cg
NEeUTEepPOANIKIII, 3aMeLIeHHbIl unu He3aMmelleHHbll (C,-Cg  alKkeHW1, 3aMEeLEeHHbIH WIn
HezamelneHHbl C,-Cq ankuHui, 3aMerneHHbM wuiau He3amelleHHbll C-Cg rerepoanku,
3aMEIIeHHbI WM HEe3aMEIIeHHbIi MOHOLMKINYECKUH KapOOLMKJI, 3aMeINeHHBbId WIn
HE3aMeIIeHHbIH  OMLMKINYeCKUH  KapOOLMKI,  3aMeUIeHHbIH  WIM  He3aMeLICHHbBIN
MOHOLMKJIMYECKUI TeTepOLMKI WM 3aMEUICHHBIH WM HEe3aMEIleHHbIH OWLMKINIeCKUH
reTePOLIUKIL,

R nmpencrasnsier coboii Bogopon, C1-Cy ankui unu C-Cg hTOpanku,

win R u R B3srble BMecTe ¢ MPOMEKYTOYHBIMH aTOMamd, K KOTOPBIM OHH
NPUCOENNHEHbI, O0pa3ylOT 3aMeIeHHbIH WIM HEe3aMEeIUEeHHbIH S5- WM O-uJIeHHbIH
MOHOLMKJINYECKUNA M€ TEPOLIUKIL,

wm R! u R B3siTble BMecTe C NPOMEXKYTOYHBIMH ATOMaMH, K KOTOPBIM OHHU
NPUCOENNHEHbI, O0pa3ylT 3aMeIeHHbIH WIM HEe3aMEeIUEeHHbIH S5- WM O-uJIeHHbIH
MOHOLMKJINYECKUNA M€ TEPOLIUKIL,

W npencrasnsier codoit -NR3- uiu -O-;

R3 npencrasnsier coboit Bopopon, Ci-Cg ankun, Ci-Cq neiitepoankun, C,-Cyq propanku,
C5-Cg UMKITOATKHIT UM MOHOLMKJIMYECKUH TeTEePOLINKIT,

R* npexncrasnsier coboit Bonopon, Ci-Cg ankun, Ci-Cq neiitepoankun, C,-Cy propankun,
C5-Cg UMKITOATKHIT UM MOHOLMKJIMYECKUH T€TEePOLIMKIT,

wiu R? u R* B3siTbie BMecTe ¢ aToMOM N, K KOTOPOMY OHM MPUCOEIMHEHBI, 00pa3yroT
3aMEIIEHHBIN WK He3aMeleHHbI N-coepKaluil reTepOoLUKIT,

win R?> u R!?2 B3sitele BMeCTe C MPOMEKYTOYHBIMH aTOMAaMH, K KOTOPBIM OHH
NPUCOETUHEHBI, 00Pa3yIOT 3aMELIEeHHbIN HIH HE3aMEIEeHHbIN S- UJIH 6-4JIEHHBIN TeTePOLIUKII,

R mpencrasisier coboit Bogopon, C;-Cg ankuin, Ci-Cg propankun, Cs-Cg HUKIOATKIIT WITH
MOHOIMKJINYECKUHA T€TEPOLIUKIT,

kaxaeii R® u R7 He3aBucumo npezncrasisieT coboil Bomopon, aeitepuii, ranoreH, Ci-Cg
ankwn, Ci-Cg netitepoankun, C-Cq dropamkun, C;-Cg NUKIOATKMAT MM MOHOLMKJIMYECKUH
rerepouuki, -CN, -OH, -OR!"7, -C(=0)R!6, -CO,R!®, -C(=0)N(R),, -N(R6),, -NRC(=0)R!’, -
SR'6, -S(=0)R7, -SO,R unu -SO,N(R16),;

wiu oxud R u ogue R7 mprcoenvHEHHbBIE K OMHOMY U TOMY K€ aTOMY YIJIEPOJA, B3SThIE
BMECTE C aTOMOM YTJIepona, K KOTOpOoMy OHHU mpucoeauHenbl, odopasyrr C=0 wmm C;3-C,
[UKJIOAJTKHIT,

kakapii  R1®  HesaBucmmo mpencraBiser coOOi  BOOOPON, 3aMEINEHHBIA  WITH
He3amereHHbIN C1-Cq amku, 3aMeneHHbii nin HezamerneHHbid Ci-Cq Gropanmkun, 3aMeneHHbIi

unu HezamelneHHbl Ci-Cg reTepoatku, 3aMeIleHHbd Wi He3ameneHHbIN C3-C; MUKIoanKu,
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3aMCIICHHBI WJIW HE3aMELICHHbI MOHOLUMKINYECKUI 3-8-UJIeHHbIH TeTePOLMKIIOATKNIL,
3aMEIIEeHHbI WM  He3aMEM[EeHHbIM (eHWT WIM 3aMEIIeHHbIH WM  He3aMeIleHHBIN
MOHOLUKJINYECKUI TeTEPOAPUIT,

win 18a R Ha ogHOM 1 TOM ke aTome N B3siTbie BMECTe ¢ aTOMOM N, K KOTOPOMY OHH
MPUCOEAMHEHBI, 00Pa3yIOT 3aMEIIeHHBIN WIN He3aMeIIeHHbIH N-coepKalnuii TeTepoLUKIT; U

kaxaeii RY7 HesaBuCHMO mpezcTaBisier coO0it 3amerneHHbiii win HezamemeHHbIid C1-Cg
aNKwi, 3aMelneHHbIi i HesamelneHHbl C-Cg pTopankui, 3aMeIeHHbIH WIN He3aMeIleHHbIN
C,-Cs rerepoankui, 3aMelIeHHbIN Win He3aMeleHHbI C;-C; HUKIOANKWI, 3aMEIEeHHbIN WIn
HE3aMEIIECHHbI MOHOLMKINYECKUN 3-8-4JICHHbIH TEeTEePOLMKIOATIKWI, 3aMEINeHHbI WIN
He3aMeIIeHHbIH (PeHIIT WIH 3aMELeHHbIA WIH He3aMeIeHHbIH MOHOLUKINYECKHIHI reTepoapu,

i€ KaKIIbIi 3aMeIeHHbBIN aJIKWJI, 3aMEeIIeHHbIN (TOPAIKIII, 3aMEIIeHHbIN JeHTepOaTKIIIL,
3aMEIIEeHHBIN aJIKOKCH, 3aMEIeHHBbIN (PTOPATKOKCH, 3aMEINEeHHBIA T'eTePOATKUI, 3aMeIeHHbIN
KapOOLIMKJI M 3aMEIIEeHHbIH TIeTepOLUKI 3aMelleH OJHOW WM HECKONbKHMMU RS rpymmamu,
HE3aBUCHMO BBIOPaHHBIMM M3 TPYIIBL, cocrosimeil u3 aeirepus, ranoreHa, C;-Cq ankwna,
MOHOIMKJIMYECKOrO KapOoIuKia, MOHOIMKIMYeckoro rerepormkia, -CN, -CH,CN, -OR!8 -
CH,0OR®8, -CO,R'3, -CH,CO,R!®, -C(=0)N(R'®),, -CH,C(=O)N(R®),, -N(R!8),, -CH,N(R®),, -
NRBC(=0O)R!, -CH,NRBC(=0)R!®, -NR!¥SO,RY, -CH,NR!1SO,RY, -SR!® -CH,SR! -
S(=0)RY, -CH,S(=0)R", -SO,R", -CH,SO,R", -SO,N(R'®), umu -CH,SO,N(R'®),;

kaxabiid R1® HesaBrcumo BoiOpan u3 Bogopona, Ci-Cg ankuna, C,-Cq propankuna, C;-Cg
rerepoankuia, C;-Cq muknoankuna, C,-Cq rereporukioankuia, GeHuna, OeH3mna, S-4IeHHOro
rerepoapuia u 6-4JIeHHOTO reTepoapua,

win aBe R!® rpynmbl, B3siThie BMecTe ¢ aTOMOM N, K KOTOPOMY OHH TPHCOEIUHEHDI,
o0pa3yroT N-conepKaiuii reTepoLrKI,

kaxaeii R nesaBucumo BoiOpan u3 C-C¢ ankuma, Ci-C4 rerepoankuna, C3-Cg
muktoankuia, C,-Cq rereporukioankuia, ¢peHwna, OeH3wna, S-4JIeHHOro rerepoapuia U 6-
YJIEHHOTO TeTepoapuia,;

n paseH 1, 2 wnm 3;

p paseH 1 unu 2; u

q paseH 1, 2, 3 unu 4.

[0051] B HekoTOpBIX BapHaHTaX OCYIIECTBJIEHHUS COEIUHEHHE He SBISETCS HU 6-
(umkonponankapookcamuno)-4-((2,5-ngumernn-4,5-nurunpo-2H-nmpaszono[ 4,3 -c | XxuHOIHH-6-
WT)aMHHO )-N-MeTHIHpUIa3uH-3-KapOOKCaMHUIOM, 4-((2,5-numeTtnn-4,5-gurunpo-2H-
nupazono[4,3-c|xuHonuH-6-11)aMuHO)-6-((S-pToprupuanH-2-11)aMUHO )-N-
METHUJIHUKOTHUHAMUAOM, 4-((2,5-numernn-4,5-nurunpo-2H-nupa3zono[ 4,3 -¢ |XxuHOIUH-0-
WJ1)aMUHO )-6-((2,6-TUMEeTHIIMTUPUMHTUH-4- 1T )aMUHO )-N-MEe THITHUKOTHHAMHJIOM, HU 6-
(umknonponankapookcamuno)-4-((2,5-aumernn-4,5-guruaponupasonol 1,5-aJxuaokcannH-6-
WT)aMHHO )-N-MeTHIHpUAa3uH-3-KapOOKCaMHIOM.

[0052] B HekoTOpBIX BapuaHTax ocyuiecTBiieHus: coennaenue @opmyel (1) He sBisIeTCS
6-(1mknonponankapookcamMuno)-4-((2,5-aumern-4,5-qurunpo-2H-nmpaszono[4,3-¢ |XxuHOIMH-6-

WT)aMHHO )-N-MeTHIHPpHUAa3uH-3-KapOOKCaMHUIOM, KOTOPBII UMEET CIEAYIOLIYIO CTPYKTYpY:
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[0053] B HekoTOpBIX BapuaHTax ocyuiecTiieHus: coenunenue @opmyel (1) He sBisieTCs
4-((2,5-numernn-4,5-nurunpo-2H-nmpasonol 4,3 -c |xuHonuH-6-m1)aMuHo )-6-((S-proprnupuaun-

2-111)aMiHO)-N-METHITHUKOTUHAMUIOM, KOTOPBIA UMEET CIEAYIOLIYIO CTPYKTYPY:

N/
| N
N
O HN
SN /] N/l F
" \N N =

[0054] B HexoTOpBIX BapHaHTax ocyliecTBieHus: coequHenne @opmyibl (1) He siBisIeTCst
4-((2,5-aumernn-4,5-murunpo-2H-nmpasono[4, 3-c [xuHONMMH-6-11)aMuHO)-6-((2,6-
IUMETHIIMTUPUMUAANH-4-1J1)aMHHO )-N-MEeTUITHUKOTUHAMHUJIOM,
CTPYKTYDpY:

N/

[ N

/N%
O HN L

KOTOPBIi HUMEET CJEIYIOLIYIO

[0055] B HekoTOpBIX BapuaHTax ocyliecTBieHus: coenunenue @opmyel (1) He sBisieTcst
6-(1mkonponankapOokcamMuno)-4-((2,5-aumertn-4,5-qurunponupasono| 1,5-a|xuHokcanuH-6-

WT1)aMHHO )-N-MeTHIHpHUIa3uH-3-KapOOKCaMHUIOM, KOTOPBII UMEET CIEAYIOLIYIO CTPYKTYPY:

| O
NeN N%
H )

[0056] Hmast nmrob0oro M BCEX BAPUAHTOB OCYINECTBIICHUS, 3aMECTUTENIM BBIOPAHBI U3

MOAMHOXKECTBA MEPEUYUCICHHBIX ajbTepHAaTWUB. Hampumep, B HEKOTOPBIX BapHAaHTAX
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ocymectienus, R! npencrasnsier coboit Bomopon, C;-C¢ ankun mimu C-Cg dropankun. B
HEKOTOPBIX BapuaHTax ocyinectsieHus R! mpencrasisier coboit Bogopon, C-Cy ankun wiun C -
C,4 dropankun. B HEKOTOPBIX BapuaHTax ocyinecTBieHus: R npencrapisier co00i BOIOPOI HITH
C1-Cg ankun. B HEKOTOPBIX BapraHTax ocyecTsieHust R! npencrasisier coboit Bomxopox mium Ci-
C, anxun. B HexkoTOpBIX BapuaHTax ocCyecTBieHust R! mpencraBisier coOOi BOXOPOI, METHIL,
STHJI, IPOITII, U30TIPOTIMI Wik Oy TiIT. B HEKOTOPBIX BapraHTax ocyuiecTsieHus R! mpexcrasser
coboii Bomopox miu MeTwil. B HEKOTOphIX BapuaHTax ocyiuectBieHus R! mpencrasmsier coboii
BOIOPOA. B HEKOTOPBIX BapuaHTax ocyiecTBieHust R nmpencrasisier co0oii MeTHII.

[0057] B HekoTOpBIX BapHaHTax ocyInecTBieHus: R npencrassier coboii Bogopon, Ci-Cg
ankun win C-Cg dpropankmi. B HeKOTOpbIX BapuaHTax ocyiuecTsieHus: R mpencrasisier codoi
somopon, C;-C4 ankun wim C-C; dropankmi. B HEKOTOpbIX BapuaHTax OCYINECTBJIEHHS R’
npencrasisier coboit Bogopon win Ci-Cg ankmin. B HEKOTOpBIX BapHaHTax OCyuecTBIeHUsT R
npencrasisier coboit Bogopon win Ci-C, ankumin. B HEKOTOpBIX BapHaHTax OCyLIeCTBIIeHUsS R
npenacTaBsieT coOOW BOAOPOA, METHJ, STHJ, MPONMJ, M30mporm win OyTuia. B HekoTophix
BapHAHTaX OCYLIECTBIeHHss R mpencrasisier co0Oil BOXOPOA WM METHI. B HEKOTOPBIX
BapHaHTax OCyllecTBiIeHuss R3 mpencrasisier coboit Bomopox. B HEKOTOpBIX BapHaHTax
ocyecTBieHus R npencrasnser coboii MeTHIIL.

[0058] B HekoTopeIx BapuaHTax ocyuectsieHuss W npencrasisier coboit -O-.

[0059] B HekoTOpBIX BapraHTax ocyiuectBienus W npencrasisier coboit -NR3-.

[0060] B HEKOTOpBIX BapHaHTAX OCYINECTBJICHUS COENMHEHHE MPEACTaBIsieT COOOH

coenuaenne @opmysbl (Ia) uma @opmyst (Ib):

R .R* R
N o
Bl B!
oY j\l\ OZ N
R2 R R2 Ay R
6 N” "B* °N 6 N” "B? °N R
Rz R? Rz R?
n\R’ Z X3 n\R’ Z X
:‘Az S X 21\;\2 S X
R, R,

®opmyina (Ia) @opmyna (Ib),

WK ero papMareBTHUECKH MTpUeMIIeMas COJIb, TAyTOMEP KU COJIbBAT.

[0061] B HeEKOTOpBIX BapHaHTAX OCYINECTBJICHUS COENWHEHHE NPEACTaBIsIeT COOOH
coenunenue Popmyner (Ia) wim ero ¢apManeBTUYECKH MPUEMIIEMYIO COJIb, TAyTOMEp WU
CONMbBAaT. B HEKOTOPBIX BapUaHTaX OCYIIECTBICHHS COEQUHEHHE TPEACTaBJseT CoOok
coenunenue Popmynel (Ib) wim ero ¢apmaneBTHYECKU NPUEMIIEMYIO COJIb, TAYTOMED WU
COJIbBAT.

[0062] B HekoTOpBIX BapHaHTax ocyuectienus: R* mpencrasisier coboii Bogopon, Ci-Ce
ankui, C-Cg neiitepoankun miu C-Cg pTopasnkui. B HEKOTOPBIX BapHaHTaxX OCyIlecTBiIeHus R*
npencrasisier coboi Bomopon, C,-Ce ankun mnu C,-Cg nmelitepoankwin. B npyrux Bapuantax

ocymectienust, R* npencrasisier codoit Bopopon, C1-Cy anxun, C;-Cy4 netirepoankun wim C-Cy
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¢ropankun. B HekoTOpBIX BapuaHTax ocyiuecTBieHus R* mpencrasisier coboit Bomopon, C-Cy
ankun wnn C-C, nmeiitepoankui. B HEKOTOpPBIX BapuaHTax OCyIIEeCTBIEHHs R* mpemcrasnsier
coboii Bonopon, C,-C, amkun wiu C-C, nelitepoankmit. B HEKOTOPBIX BapHaHTaX OCY IIECTBIICHUS
R* mpencrasisier coboii Bomopon, -CHs, -CH,D, -CHD, unu -CD;. B HEKOTOPBIX BapHaHTax
ocymectBieHus R* mpencrasmsier coboit Bomopon. B HEKOTOPBIX BapHaHTax ocyuiecTBieHust R*
npencrasisier coboii -CH;. B HekoTOpbIX BapuaHTax ocyiuectBieHuss R* npencrasiser coboii -
CDs.

[0063] B HEKOTOpBIX BapHaHTax OcCylnecTBieHus: eciiu W npexacrasisier coboit -O-, R*
npencrasisier coboi Bogopon, C,-Cg ankmn, Ci-Cq meitrepoankun wim C-Cq dropankun. B
HEKOTOPBIX BapuaHTax ocyiuectsieHus R* mpencrasisier coboit Bogopon, Ci-Cs ankun wiun Ci-
C¢ netitepoankui. B npyrux Bapuanrtax ocyuiectsienus, R* npencrasiser coboit Bogopon, Ci-
C4 ankun, C;-C,4 gewtrepoankun uiu C;-Cy ¢propankui. B HEKOTOPBIX BapuaHTaX OCYIIECTBICHUS
R* mpencrasisier coboit Bomopon, Ci-C, amkun wmm C;-C4 neiirepoankun. B HeKOTOpBIX
BapuaHTax ocymectsieHuss R* mpencraBmsier coGoii Bomopon, C;-C, amkun wiu C;-C,
neiiTepoankui. B HEKOTOpPBIX BapuaHTax ocyecTsienus R* npencrasiser coboii Bogopoxn, -CHj,
-CH,D, -CHD, wmu -CDs;. B HexoTOpbIX BapuaHTax ocyluecTBieHusi R* mpexcrasiser coboi
Bozopox. B HekoTopbIxX BapuaHTax ocyuectBienus: R* npencrasisier coboit -CH;. B HeKoTOpBIX
BapHaHTax ocyuectnienus R npexcrasmsier coboii -CDj.

[0064] B HeKOTOpBIX BapHaHTax OCyIuecTBieHus eciid W nipezncrasisier coboit -NR?-, R?
npexacrasisier coboit Bopopon, Ci-Cq amkun, Ci-C¢ nefirepoankun mwim Ci-C¢ dropankun. B
HEKOTOPBIX BapuaHTax ocyiuectsieHus R npencrasmsier coboit Bogopon, Ci-Cg ankun wimm Ci-
C¢ nefitepoankui. B npyrux BapuanTtax ocymectsienus, R3 npencrasnser coboit Bogopoxn, Ci-
C,4 ankun, C,-C,4 neiirepoankun uiu C,-C4 ¢propankui. B HEKOTOPBIX BApHAHTAX OCYIIECTBICHUS
R3 mpencrasasier coboii Bomopon, Ci-C4 amkun wm C;-C4 neiirepoankun. B HEKOTOpBIX
BapuaHTax ocymectsienuss R3 mpexncraBnsier coboii Bomopon, C;-C, amkun wmu C;-C,
neiitepoasnkui. B HeKOTOpBIX BapraHTax ocyiuecTBierus R3 npexcrasnsier coboii Bogopon, -CHs,
-CH,D, -CHD, unu -CDs;. B HeKOTOpBIX BapHaHTax OCylecTBiaeHust R? mpencrasnser coboii
BOIOPOA. B HeKOTOpBIX BapuaHTax ocyinecTsiaeHus: R? npencrasnsier coboit -CHz. B HEKOTOpBIX
BapHaHTax OCyInecTBieHus R npencrasmser coboii -CDs.

[0065] B HeKOTOpBIX BapHaHTax OCyuecTBIeHus eciii W nipencrasiisier coboit -NR3-) R*
npencrasisier coboii Bogopon, C,-C¢ ankmn, Ci-Cq meiirepoankun wiu C-C4 dropankun. B
HEKOTOPBIX BapuaHTax ocyinectsieHus R* mpencrasisier coboit Bomopon, C-Cs ankun wim C-
C¢ neditepoankui. B npyrux BapuanTtax ocymectsienus, R* npencrasmiser coboit Bogopon, Ci-
C,4 ankun, C,-C, neiirepoankun uiu C,-C4 ¢propankui. B HEKOTOPBIX BapHaHTAX OCYIIECTBICHUS
R* mpencrasisier coboit Bomopon, Ci-C; amkun wm C;-C4 neiirepoankun. B HEKOTOpBIX
BapuaHTax ocymectsienuss R* mpencraBmsier coboii Bomoponm, C;-C, amkun wmu C;-C,
neiitepoankui. B HEKOTOpBIX BapraHTax ocyiiecTBieHus R* npencrasnsier coboii Bogopon, -CHs,
-CH,D, -CHD, unu -CDs;. B HeKOTOpBIX BapHaHTax OCymecTBieHust R* mpencrasnser coboii
BOIOpOA. B HeKOTOpBIX BapuaHTax ocyinecTsiaeHus: R* npencrasnsier coboit -CHs. B HEKOTOPBIX

BapHaHTax ocyiuecTsieHus R* mpencrasmser coboii -CDs.
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[0066] B HEKOTOPBIX BapHaHTax OCYLIECTBIIEHNs eciid W nipencrasJsieT codoit -NR3-, R3
u R* kasxnplii He3aBuCHMO nipencTaBisieT coboit Bomopoxn, Ci-Cy ankuin, C1-Cy mefiTepoankut uim
Ci-Cs dropankun. B HekoTopwix BapuaHTax ocyimectBieHuss R3 m R* kaknplii He3aBUCHMO
npexncrasisier codoii Bomopon, C,-Ce ankun mmu C-Cq nefitepoankun. B apyrux BapuaHTax
ocymectienust, R3 u R* kaxnpliit He3aBucuMo mpencrasisier coboit Bogopon, Ci-Cy ankm, Ci-
C, neiirepoankun win Ci-C4 dropankuin. B HekoTOpbIx BapuaHTax ocyuiecTieHust R> u R*
KOKABIA HE3aBUCUMO mipeacTasiisieT codboit Bogopon, C,-C, ankun unmu C,-C, nefitepoankumn. B
HEKOTOPBIX BapHWaHTax ocyuectBieHus R® u R* kaxzplii HE3aBHCHMO MpENCTaBisieT CoOOi
Bonopoxn, C;-C, ankun unu C,-C, neiitepoankui. B HEKOTOPBIX BapuaHTax OCymiecTBiIeHHs R3 u
R* kaxmplii He3aBHCHUMO mpexacTaBisier coboii Bomopox, -CHs, -CH,D, -CHD, umu -CDs. B
HEKOTOPBIX BapHaHTax ocyluecTBieHus R* mpencrasiser coboii Bomopox. B HekoTOphIX
BapHaHTax ocyuecTsieHus R? npencrasisier coboit Bonopox; u R* mpencrasisier coboit Bogopox,
C-Cy anxun wm C,-C, neiitepoankui. B HEKOTOpPBIX BapuaHTax OCyIIeCTBIeHHs R3
npencrasusier coboit Bomopoxn;, u R* mpencrasnser coboit Bomopon, Ci-C, ankwn uwnmu C-C,
neiTepoankui. B HEKOTOpPBIX BapuaHTax ocyluecTsienus R npencrasnsier coboii Bomopoxn; u R*
npezacrasisier coboit Bomopoxn, -CH;, -CH,;D, -CHD, umu -CD;. B HekoTOpbIX BapuaHTax
ocymectBienuss R? mpexncrasiser coboit Bomopon; u R* mpencrasnsier coboii Bomopoxn. B
HEKOTOPBIX BapHaHTax ocylecTBieHus R? mpexncrasisier coboit Bomopon, u R* mpencrasisier
coboii C;-C,4 ankun wiu C;-C, meiitepoankui. B HEKOTOpPBIX BaphaHTax OCyIIEeCTBiIeHUsT R3
npencrasisier codoi Bomopox; u R* npencrasnsier coboii Ci-C, ankun unu Ci-C, neidTepoanku.
B HexoTOpBIX BapuaHTax ocyiuectsieHus R? npencrasnsier coboit Bomopon; U R* mpexncrassier
coboit -CH;, -CH,D, -CHD, wmu -CD;. B HekOTOpbIX BapuaHTax oOCylecTBieHus R3
npexacraeiasier coboi Bomopox; u R* mpencrasisier coboii -CH;. B HekoTOphIX BapHaHTax
ocymectienus R? npencrasisier coboii Bogopoxn; u R* mpencrasmisier coboii -CDj.

[0067] B HEKOTOPBIX BapuaHTax OCyLiecTBieHus eciid W npencrasjsiet coboit -NR3-) R3
u R* B3sTBIE BMECTE ¢ aTOMOM N, K KOTOPOMY OHHU TPUCOEANHEHBI, 00Pa3yIOT 3aMEIEHHBIN HITH
He3aMmelleHHbIi N-cozmepskamuii reTepouukil. B HeKOTOphIX BapuaHTax ocymiecTienust R3 u R*
B3SITbIE BMECTE C aTOMOM N, K KOTOPOMY OHH TNPHUCOEIHMHEHbI, OOpa3yrOT 3aMEIleHHBIH WIN
He3aMelleHHbI N-coaepskaluil reTepOLUKIOAIKU. B HEKOTOPBIX BapuaHTax OCYLIECTBIIEHUS
R3 u R* B3saThIE BMecTe ¢ aTOMOM N, K KOTOPOMY OHH TPHCOEAUHEHBI, 00Pa3yIOT 3aMEIIEHHBI
WUIN HE3aMELIEHHbI MOHOLMKINYECKUN N-comepiKamuil reTepoLUKIOANKWI. B HEKOTOphIX
BapHaHTax ocyectBieHust R? u R* B3siteie BMecTe ¢ aToMoM N, K KOTOPOMY OHH MTPUCOETHHEHBI,
0o0pasyrOT 3aMelleHHbI WM He3aMelleHHbIH 3- to  O-uyieHHbId  N-comepikaiquii
reTepOLIUKIIOANKIIL.

[0068] B HEKOTOpPHIX BapHaHTAX OCYINECTBJICHUS COENWHEHHE NPEACTaBIsIET COOOH

coennaenne @opmyasl (II) nimm @opmyna (111):
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®opmyna (II) Popmyma (11I),

WK ero (papMaLeBTUYeCKU pHeMiIeMast COJlb, TAyTOMEP WJIH COJIbBAT.

[0069] B HeEKOTOpHIX BapHaHTaX OCYINECTBJICHUS COENUHEHHE NPEACTaBIsIeT COOOM
coequnenne Popmynbl (II) unm ero QgapmaneBTUYECKH NPUEMIIEMYIO COJIb, TAYTOMEp WU
conbBaT. B HEKOTOpBIX BapuaHTaX OCYLIECTBJICHHsS COCOMHEHHE NPENCTaBIsieT CcoOoi
coenunenue @opmynsl (III) umu ero QapmaneBTUYECKH NPUEMIIEMYIO COJIb, TAyTOMEpP WU
COJIbBAT.

[0070] B HexOTOpBIX BapraHTax ocyiuecTsienus R* npencrasiser coboit Bogopon, C1-Ce
ankun, C1-Cg nefirepoankui umm C-Cg Gpropankui. B HEKOTOPBIX BApHaHTaX OCYyIIecTBiIeH st R*
npezacrasisier codoii Bomopon, C;-Ce ankun wmu C-Cg neditepoankuin. B apyrux BapuaHTax
ocyectBienusi, R* npencrasser codoit Bonopon, C-C4 ankun, C-C4 peiirepoankun wim C1-Cy
¢ropankun. B HEKOTOpPBIX BapraHTax ocyiuecTsieHus R* mpencrasisier coboit Bomopon, C1-Cy
ankun win Ci-C4 neditepoankun. B HEKOTOPBIX BapHaHTax OCylIecTBieHHss R* mpencrasnsier
coboii Bomopon, C,-C, amkun uiu C1-C, nelitepoankmit. B HEKOTOPBIX BapHAHTAX OCY IIIECTBIICHHUS
R* mpencrasisier coboii Bomopon, -CHs, -CH,D, -CHD, unu -CD;. B HEKOTOpBIX BapHaHTax
ocymectBieHus R* mpencrasmsier coboit Bomopon. B HEKOTOPBIX BapraHTax ocyuiecTBieHus: R*
npencrasisier coboii -CH;. B HekoTOpbIX BapuaHTax ocyiuecTienuss R* npencrasmiser coboii -
CDs.

[0071] B HekoTOphIXx BapuaHTax ocyuecTBieHusi X! mpencrasisier coboit CRU, X2
npencrasisiet coboit CR! u X3 npencrasnsier codoit CR; unm X! npencrasser coboit CR, X?
npencrasisier coboit CRM u X3 npencrasnsier coboit N; mimm X! npexncrasnsier coboit CRY, X?
npexcrasisier coboit N u X3 npencrasisier coboii CR'Y; mmm X! npencrasnsier codoit CRY, X?
npexncraeisier coboit N u X3 mpencrasnsier coboit N; mnu X! mpencrasisier coboit N, X?
npencrasisier coboit CRM u X3 npencrasnsier coboit CR!L; wnu X! npencrasisier coboii N, X?
npencrasisier codoii CRM u X3 mpencrasisier coboii N; umu X! mpencrasisier coboit N, X?
npencrasisiet coboit N u X3 npencrassier coboit CR!'!. B HEKOTOpBIX BapHaHTaX OCY IECTBIIEHUS
X! mpencrasisier coboit CRY, X2 npencrassier codoit CR!' u X3 npencrasnsier coboit CR!L. B
HEKOTOPBIX BapHaHTax ocyuecTBieHus: X! npencrasisier coboit CR!!, X? npencrasnsier codoii
CR!"!' u X? npencrasnsier coboii N. B HEKOTOPBIX BapHaHTaX OCYIIECTBIIEHHST X! TPENCTaBIISIET
coboii CR!!, X2 npencrasisier coboit N u X npencrasisier coboit CR!. B HEKOTOpBIX BapuaHTax
ocymectiienus X! npencrasisier codoit CRL X? npexncrasnsier coboit N u X3 mpeacrasnsier

coboii N. B HEKOTOPBIX BapraHTax OCyIecTBiIeHus: X! npeacrassier coboit N, X? npeacrasnsier
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coboit CR!! u X* mpencrasmsier coboit CR!!. B HeKOTOpBIX BapHaHTaX OCYINECTBJICHUS X!
npencrasisiet coboit N, X? npencrasisier codoit CR!! u X3 npencrasisier coboii N. B HEKOTOPBIX
BapuaHTax oOcCyluecTBieHuss X' mpexacraBisier coboir N, X? mpexncrasnsier coboit N u X3
npencrasisier coboit CR1L

[0072] B HekoTOphIX BapuaHTax ocyimecTBieHusi X' mpencrasisier coboir CRU, X2
npencrasisier coboit CR! u X3 npexncrasnsier codoit CR; umm X! npencrassier coboit CR, X?
npencrasisier coboit CRM u X3 npencrasnsier coboit N; mim X! npexncrasnsier codoit CRY, X?
npencrasisier codoit N u X3 npencrasisier coboit CRY; umm X! mpencrasisier coboii N, X?
npencrasisier coboit CR!! u X3 npencrasmsier coboit CR!L

[0073] B HeKOTOpBIX BapHaHTax OCyINeCTBJIeHMs Kakablii R He3aBucuMo npencrasisier
coboii Bomopon, ranoreH, Ci-Cg anxwmn, C;-Cg dropankun, -CN, -OH, -OR!, -CO,R!, -
C(=O)N(R!®),, -N(R*%),, -SO,R'" unmu -SO,N(R!%),. B HEKOTOPBIX BapHaHTaX OCYIIECTBJIECHHSI
kaxaeiii RY' HesaBucumo mpencrasisier coboit Bomopon, ranoreH, C-Cg amxwmn, C-Cg
¢dropankun, -CN, -OH, -ORY, -C(=O)N(R'®),, -N(R!®), umu -SO,N(R'®),. B HekoTOpBIX
BapHaAHTAX OCYILIECTBJIEHHs Kakabiii R!! He3aBucumo npexncrasisier coboit Bogopon, ranores, Ci-
C¢ ankun, C-Cg ¢dropankwn, -CN, -OH, -ORY wumu -N(R!©),. B HeKoTOpbIX BapHaHTax
ocyruecTBaeHus Kaxabiii R HesaBucumo npencrassier coboit Bogopon, rajored, C;-C, ankui,
C:-C, dropankun, -CN, -OH, -OR!” unu -N(R!6),. B HEKOTOPbIX BapHaHTaX OCYIIECTBIIEHUS
kaxabii R HezaBucuMo npezncrasisieT coboii Bomopon, ranoreH, C-Cy anxun, C1-C4 dpropankun
win -CN. B HEKOTOpBIX BapHaHTaX OCYIIECTBIEHHs Kaxabii R!! He3aBUCMMO TpencraBisier
coboii Bomopox, ramored i -CN. B HeKOTOpBIX BapuaHTaxX OCYINECTBIEHUSI Kaxmbiii R
HE3aBUCUMO TMPENCTaBisieT COOOW BONOPON WIJIM TajoreH. B HEKOTOPBIX BapHUaHTax
ocyiuecTBieHuss Kakabiii R!! HesaBucuMo mpencrasisier coboit Bomopox, ¢rop wim xyop. B
HEKOTOPBIX BapHAHTAX OCYINECTBIIEHHS Kbl R He3aBrcHMO mpencTasisieT co00ii BOIOPOL
wi pTop. B HEKOTOPBIX BapuaHTax OCyIIeCcTBiIeHHs Kaxkabii R mpencrasnser coboii BOXOPO.

[0074] B HekoTOpbIX BapuaHTax ocymiecTBieHuss X! X? u X? kamblii HE3aBHCUMO
npencrasisier coboit CH, CF unu N. B HekoTOpbix BapuaHTax ocymectBienus X!, X? u X3
KaXblii He3aBUCUMO TipeacTanisier codoi CH mmm N. B HEKOTOpBIX BapHaHTaX OCYIIECTBICHUS
X! mpencrasnsier coboii CH unu CF, X2 npencrasnsier coboit CH wnu CF u X? npencrasisier
coboit CH wnu CF; unu X! npencrasisier coboit CH wiu CF, X? npexncrasisier coboit CH wuu CF
u X? mpencrasisier coboii N; unu X! npencrasnsier coboit CH wiu CF, X? npexncrasisier codoii
N u X3 npencrasnser coboit CH unu CF; unu X! npexncrasnsier coboii N, X? npencrasisier co0oi
CH unu CF u X3 npencrasisier coboit CH mnu CF. B HEKOTOpBIX BapHaHTaX OCYIECTBIIEHHS X!
npencrasnsier coboii CH, X? npencrasnsier coboit CH u X3 npexncrasnsier coboit CH; nmm X!
npencrasnsier codoii CH, X? npencrasnsier coboit CH u X? npexncrasnsier codoit N; mmu X!
npencrasnsier codoit CH, X? npencrasnsier coboit N u X? npencrasnsier coboit CH; mmu X!
npencrasisier coboit N, X? npencrassier coboit CH u X3 npencrasisier coboit CH.

[0075] B HekoTOpBIX BapwaHTax ocyuecTBieHust X' mpexacrasisier coboit CH, X2
npencrasisier coboit CH, CF wmu N u X? npexncrasisier coboii CH. B HEKOTOpBIX BapuaHTax

ocymecteienuss X! mpencraeinsier coboit CH, X? mpexncraBnsier coboii CF wmu N u X3
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npencrasisier coboit CH. B HekoTOpbIX BapuaHTax ocymiecTsienust X! npencrasisier coboit CH,
CF wu N, X? npencrassier coboit CH u X3 npencrasisier codoii CH. B HeKOTOpBIX BapuaHTax
ocymecteienus X! mnpencraiusier coboit CF wmum N, X? npexncrasmsier coboii CH u X3
npencrasisier coboit CH. B HekOTOpbIX BapuaHTax ocymiecTBienust X! npencrasisier coboit CH,
X? npencrassier coboit CH u X3 npencrasmsier coboit CH, CF wiu N. B HeKOTOpBIX BapraHTax
ocymectienus X! npencrasisier coboit CH, X? npencrassier coboit CH u X3 mpexncrasnsier
co6oti CF mmm N.

[0076] B HeEKOTOpPHIX BapUaHTAX OCYINECTBJICHUS COENUHEHHE NPEACTaBIsIeT COOOH

coenunenue @opmy sl (IV) wiu @opmyna (V):

4 4
R‘NH R‘o
1 1
0 |B*‘JN\ 0 IB*‘T\
BZ “NH HN” “BZ “NH
R2 ( R’z R2
Rua ()
ALAZ
A
(Ra)p (R,
@opmyia (IV) @opmyna (V)

Wi ero (hapMaleBTHYEeCKH pUeMIIeMasi COJib, TAyTOMED WU COJIbBAT.

[0077] B HeEKOTOpBIX BapHAHTAX OCYINECTBJICHUS COENUHEHHE MPEACTaBIsieT COOOH
coenunenue Dopmysbl (IV) wnm ero ¢dapmaneBTHYECKU MPUEMIIEMYIO COJIb, TAyTOMEP WU
CONbBAaT. B HEKOTOpPBIX BapUaHTaX OCYINECTBJCHHsS COEOUHEHHE TMPEACTaBisseT CoOOok
coenunenue Dopmynbl (V) umu ero (apManeBTHYECKH MPUEMIIEMYIO COJIb, TayTOMED WU
COJIbBAT.

[0078] B HekoTOpBIX BapraHTax ocyiuecTieHus: R* mpencrasmiser coboii Bogopon, Ci-Ce
ankui, C-Cg neiitepoankun uinu C-Cg pTopasnkui. B HEKOTOPBIX BapHaHTaX OCyIecTBIeH s R*
npencrasisier coboi Bomopon, C-Cy ankun unu C,-C¢ nmeitepoankun. B mpyrux BapuaHTax
ocymectsienus, R* npencrasisier coboii Bogopon, Ci-Cy anxun, C;-Cy4 neiirepoankun wim C-Cy
¢ropankun. B HeKOTOpBIX BapraHTax ocyiuecTBieHus R* mpencrasisier coboit Bomopon, C-Cy
ankun wnn C-Cy neiitepoankui. B HEKOTOpBIX BapuaHTax OCyIIeCTBIEHHs R* mpemcrasnsier
coboii Bonopon, C,-C, amkun wiu C,-C, nelitepoankmi. B HEKOTOPBIX BapHaHTaX OCY IIECTBIICHUS
R* mpencrasisier coboii Bomopon, -CHs, -CH,D, -CHD, unu -CD;. B HEKOTOPBIX BapHaHTax
ocyiectBieHuss R* mpencrasmsier coboit Bomopon. B HEKOTOPBIX BapHaHTax OCyuiecTBieHust R*
npencrasisier coboii -CH;. B HeKOTOpbIX BapuaHTax ocyluecTieHuss R* npencrasiser coboii -
CD:s.

[0079] B HeKOTOPBIX BapHAHTAX OCYINECTBICHUS KaKablii R® He3aBHCHMO mpencrasisier
co0O0# BOJOPON, TajioreH, 3aMelleHHbld Wik He3amemeHHbid C1-Cg anku, 3aMeIeHHbI Wiu
HesamemieHHbl C-Cq neliTepoankmi, 3aMelleHHbld win He3amemeHHbln C,-Cg ankeHwm,
3aMelleHHbId uin He3aMenleHHbIl C,-Cg ankuHuj, 3aMmelneHHbId uau HezaMelleHHbI Ci-Cg

¢dbropankui, 3amerneHHbd win He3amemneHHbn C-Cgq reTepoankwi, 3aMelIeHHBIA WU
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He3aMeIEHHbIN KapOOLUKII, 3aMEIEHHbIN WK He3aMelneHHbIi rerepouuki, -CN, -OH, -OR7, -
C(=0)R'S, -CO,R!6, -C(=0)N(R16),, -N(R16),, -NR!®C(=0)RY, -SR!®, -S(=0)R"’, -SO,R'” mnu -
SO,N(R'%),; rne ecnmu R® nmpucoenunen x atomy aszora, To R® mpexncrasnsier coboit Bomopon,
3aMelneHHbld i He3amelneHHblil C-Cg ankun, 3amMemeHHbIM wid He3ameleHHbIH Ci-Cg
NEeUTEepPOANIKIII, 3aMelleHHbIl unu He3aMmeweHHbil (C,-Cg  alKeHW1, 3aMEeLIEeHHbIH WIn
HezamenneHHbl C,-Cq  ankuHWI, 3amemeHHbld win Hedamemenablli C-Cq  ¢Topanku,
3aMelleHHblil i He3amelneHHbl C-Cg reTepoankuii, 3aMelleHHbIH WM He3aMeLICHHBIHN
KapOOLMKII, 3aMeIleHHbIN WK He3amerneHHbIi rerepounki, -C(=0)R, -CO,R16, -C(=O)N(R16),,
-S(=O)RY -SO,RY mmm -SO,N(R!6),. B HEKOTOpbIX BapHaHTax OCYIIECTBIEHHs Kaxabiii R®
HE3aBHCHMO MPENCTaBJsieT cOOON BOJOPOI, TaJioreH, 3aMeleHHbId uin HedamerneHHbii Ci-Cg
aJKWJ, 3aMelleHHbId wuinu  He3amemeHHb C-Cq  nedTepoanikiil, 3aMeIleHHBbId WId
He3ametneHHbIH C1-Cq pTOpankmi, 3aMeIleHHbIH WM He3aMelIeHHbIH KapOOLMKII, 3aMeIeHHbBIH
wiu He3amerneHHbIi rerepouuki, -CN, -OH, -OR!7, -C(=0)R!®, -CO,R ¢ uyu -C(=0)N(R!®),; rne
eciu R® mpucoenuuen k aromy asora, To R® mpencrasnsier coboii BOXOPOX, 3aMEIEHHBIN MU
HezamelneHHbll C-Cg ankmi, 3amemeHHbli win He3ameweHHbd C-Cq nmedTepoanku,
3aMmenieHHblii uian HezamerneHHbld Ci-Cg (Topankun, 3aMeIneHHbIH WM He3aMeIeHHbIH
KapOOLMKII, 3aMEIleHHBbI WM He3amemleHHbld rerepouuki, -C(=0)R!, -CO,R' wumu -
C(=O)N(R'®),. B HEKOTOPBIX BapHaHTaX OCYIIECTBJIEHUs Kaxablii R® He3aBucumo npencrassier
coboii Bomopon, -Cl, -F, merun, stun, wsonpomnun, -CDs;, -CH,OH, -CF;, mukmonpomnun,
okceranwit, aseruaunmi, -CN, -OH, -CO,H umu -CO,CH;; rae ecnu R® npucoenunen k aromy
asora, T0 R® mpencrasnsier coboit Bomopon, metu, stui, uzonponun, -CDs;, -CH,OH, -CF;,
uukionporui, okceranwt, azetrunuamwi, -CO,H wmm -CO,CH;. B HekoTOpbIX BapuaHTax
ocyuiecTBienus kaxabiii R® HesaBucumo mpencrasiser coboit Bomopon, merun, -CDs, -OH, -
CH,OH, -CF3, okceranui, -CN unu -CO,CHj3; roe eciu R® npucoenunen x aromy asora, To R®
npencrasisier codoii Bogopon, metui, -CD;, -CH,OH, okceranun unu -CO,CHj.

[0080] B HekoTOpbIX BapuaHTax ocyiuectsieHus p paseH O, 1 wnu 2. B HekoTopbIx
BapUAHTAX OCYLIECTBJICHUsS p paBeH | win 2. B HEKOTOPBIX BapUAHTAX OCYIIECTBIICHUS P PaBEH
1. B HekoTOpbIX BapuaHTax ocymecTBieHus p paseH 0; u Kombmo A, crenoBareibHO, HE

3aMeLIeHO.
[0081] B HekoTopbIXx BapwaHTax ocyuiecTBieHuss Kombio A mnpencrasisier coOoH

Ch

R%)p
B HekoropeIx BapuaHTax ocyumiecTBieHuss Kombrio A mpencrasnsier coOoi
N
a
AL
A® tp
A

8
[0082] B HexkoTOpbIX BapuaHTax OCYLIECTBJIEHUS (R%p NPEACTaBIsieT COOOH
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a
a
T

A
R® (R8) .
. B HEKOTOpBIX BapMaHTaxX OCYILIECTBIECHMS P mpencraBisieT coOoi
p p y p
ame
4 A1
&A A \AZB\ b
8
8 . B HEKOTOpBIX BapuaHTax OCYIIECTBJIEHUS (R%% npencrasnser coboii
p p y p
ava-: \
AN A\AZ b
oy :
8
. B HeKOTOpBIX BapuaHTax OCYINECTBIICHUS (R% npencrasnser coboii
p p y p
a
1
g/\ T,
e .
8
. B HEKOTOpBIX BapHaHTax OCYIIECTBJIEHUS (R MPENCTABIISIET COOO
X AL
R:&Z N *p A\Az b
""l\i A
8
. B HEKOTOpBIX BapHaHTaX OCYIIECTBIIECHUS (R%p MPENCTABIISIET COO0
) ,Nz
=N
i
AL
A "
8
[0083] B HekoTOpbIX BapHaHTax OCYIIECTBIEHUS (R NPEeACTaBIsieT COOOM
a
OA}‘
/5 . .
ATA ; rme Al m A? kaxeiii He3aBucuMO mnpeacrasisieT coboit N wiu C; u A3, A* u A3

KaXIblii He3aBrucumo npencrasisier coboit N, NR® unu CR®; roe nBa cocemnux atoma Kolblia,
BoiOpanHble U3 Al, A%, A3, A* u A’ mpencrasisitor coboit N i NR®, u ocrasiimecst arombl
npencrasisiroT codoii C mmu CR3,

[0084] B HEKOTOpPHIX BapHaHTAX OCYINECTBJICHUS COENWHEHHE NPEACTaBIsIeT COOOH

coeqnaenne @opmyasl (VI) nmn @opmyna (VII):
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R4 R?
NH o
1 1
0415‘\“ °}IB‘\N
HN” B2 “NH HN” B2 “NH

Dopmyna (VI) @opmyia (VII)

W ero (hapmareBTUYEeCKH TpPHEMIIEMasi COJib, TAyTOMEP HJIKM COoibBaT, rae Al u A?
KaXIbplii He3aBHUCcUMO mpencrasisier coboid N wimm C; u A3, A* m A> kakuplii HE3aBUCHMO
npencrasisier coboii N, NR® win CR®; rie nBa cocennux aroma Kouiblia, BbIOpaHHbie u3 Al A2
A3, A*u A’ npencrasisirot coboit N umn NR®; v octaBinecst aroMbl ipencTaBisifor coboit C wiu
CR&.

[0085] B HexkoTOpBIX BapHAaHTaX OCYINECTBJECHUS COCOMHEHHE IMPEICTABIAET COOOH
coequnenne @opmynbl (VI) unu ero gapmareBTH4ecku MPUEMJIEMYIO COJib, TAyTOMEp WU
conbBaT. B HEKOTOpBIX BapuaHTaX OCYLIECTBICHHUs COCOMHEHHE NPENCTaBIsieT CcoOoi
coequaenne Dopmynbl (VII) wiu ero (apmaneBTHUECKU MPUEMJIEMYIO COJIb, TAYTOMEP WU
COJIbBAT.

[0086] B HexoTOpBIX BapraHTax ocyiuecTsieHust R* npencrasiser coboit Bogopon, C1-Cg
ankun, C-Cg nefirepoankui umu C-Cg Gpropankui. B HEKOTOPBIX BApHaHTaX OCyIecTBiIeHusT R*
npexacrasisier codoir Bomopon, C,-Cg ankun wmu C-Cq neditepoankuin. B apyrux BapuaHTax
ocymectsienus, R* npencrasisier coboii Bopopon, Ci-Cy ankun, C;-Cy4 neiirepoankun umm C-Cy
¢ropankun. B HEKOTOpPBIX BapraHTax ocyiuecTBieHust R* mpencrasisier coboit Bomopon, C-Cy
ankun win Ci-C4 neditepoankun. B HEKOTOPBIX BapHaHTax OCylIecTBieHHss R* mpencrasmsier
coboii Bonopon, C,-C, amkun uiu C,-C, nelitepoankmi. B HEKOTOPBIX BapHaHTAX OCY IIIECTBIICHUS
R* mpencrasisier coboii Bopopon, -CHs, -CH,D, -CHD, unu -CD;. B HEKOTOpBIX BapHaHTax
ocyiectBieHust R* mpencrasmsier coboit Bomopon. B HEKOTOPBIX BapraHTax OcyuiecTBieHus: R*
npencraeisier coboii -CH;. B HekoTOpbIX BapuaHTax ocyluecTieHuss R* npencrasiser coboii -
CD;.

[0087] B HEKOTOPBIX BapHaHTaX OCYILIECTBJICHUS

Al mpencrasisier coboit C; A% npencrasnsier coboii C; A® mpencrasisier coboit N; A*
npencrasisier coboit NR®; u A3 npencrasisier coboit CR?

i Al mpencrasisier coboii C; A% npencrasisier coboii C; A? npencrasisier coboii NR?;
A* npencrassier coboii N; u A’ npexncrasisier coboii CR?;

wnu Al npencrasinsier coboit C; A? mpencrasisiet coboii N; A? npencrasnsier coboit N; A*
npencrasisier codoit CR?; u A3 mpencrasisier coboit CR8.

[0088] B HEKOTOpPHIX BapHaHTAX OCYINECTBJICHUS COENWHEHHE NPEACTaBIsIET COOOH

coenunenue @opmy sl (Via-1):
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R4
*NH
Bl
o) | N
oy HN B NH
z R?
(&
R8_~7 i
N—N
/
RB

®opmyna (VIa-1)

WK ero (papManeBTHYeCKU pUeMIIeMasi COJlb, TAYyTOMEP HJIN COJIbBAT.

[0089] B HekoTopbIx BapuaHTax ocylnecTBieHusi coenuHeHne Popmynsl (VIa-1) nHe
ABJIsAETCS HU O-(LuKinonponankapookcamuno)-4-((2,5-gumernn-4,5-quruapo-2H-nupazono[4,3-
C|XMHOMMH-0-11JT)aMIHO )-N-MeTHIIUPUAA3UH-3-KapOOKCAMHUIOM, 4-((2,5-numernn-4,5-
auruapo-2H-nupazono[4,3-c|XuHonuH-6-11)aMuHO )-6-((S-pToprupuanH-2-1i)aMuHO )-N-
METHJIHUKOTUHaMuAOM, HHU  4-((2,5-pumerunn-4,5-aurunpo-2H-nmpasono[4,3-c | xuHOINH-6-
WJT)aMHHO )-6-((2,6-TUMeTUITHPUMHU TN H-4-1J1)aMUHO )-N-MEe TUTHUKOTHHAMHUIOM.

[0090] B HekoTOpBIX BapraHTax ocyiuecTsienus R* npencrasiser coboit Bogopon, C1-Ce
ankun, C1-Cg nefirepoankui umm C-Cg propankui. B HEKOTOPBIX BApHaHTaX OCyIecTBiIeH st R*
npezacrasisier codoii Bomopon, C;-Ce ankun wiu C-Cg neditepoankuin. B apyrux BapuaHTax
ocymectienusi, R* npencrasser coboit Bonopon, C-C4 ankun, C-C4 peiirepoankun wim C1-Cy
¢ropankun. B HeKOTOpBIX BapraHTax ocyiuecTBieHust R* mpencrasisier coboit Bogopon, C1-Cy
ankun win Ci-C4 neditepoankun. B HEKOTOPBIX BapHaHTax OCylIecTBieHHss R* mpencrasmsier
coboii Bomopon, C,-C, amkun uiu C1-C, nelitepoankmit. B HEKOTOPBIX BapHAHTAX OCY IIECTBIICHHUS
R* mpencrasisier coboii Bomopon, -CHs, -CH,D, -CHD, unu -CD;. B HEKOTOpBIX BapHaHTax
ocymectBieHust R* mpencrasmsier coboit Bomopon. B HEKOTOPBIX BapraHTax ocyuiecTBieHus: R*
npencrasisier coboii -CH;. B HekoTOpbIX BapuaHTax ocyluecTieHuss R* npencrasiser coboii -
CD;.

[0091] B HEKOTOpBIX BapHAHTAX OCYINECTBJICHUS COENUHEHHE NPEACTaBIsieT COOOH

coenunenue @opmybl (VIc-1):

RENH
0 |Bl‘N
6 HN BzJ\I}iH
Wy
RO
N*N\Ra

Dopmyna (VIc-1)
wiu ero (hapMaieBTHYECKH NPUeMIIEMasi COJb, TAyTOMED WIJIU COJIbBAT.

[0092] B HekoTOpBIX BapHaHTax ocynectienus: R* mpencrasisier coboii Bogopon, Ci-Ce
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ankwui, C-Cg neiitepoankun miu C-Cg GTOpasnkui. B HEKOTOPBIX BapHaHTaxX OCyINeCTBiIeH s R*
npexncrasisier codoit Bopopon, C,-Cg ankun mmu C-Cq nefitepoankun. B apyrux BapuaHTax
ocymiectsienus, R* npencrasisier codoit Bogopon, Ci-C4 anxun, C;-Cy4 netirepoankun mwim C-C,
¢ropankui. B HekoTOpBIX BapuaHTax ocyiuecTsieHus R* mpencrasisier coboit Bogopon, C-Cy
ankun win Ci-C4 nefitepoankun. B HEKOTOpBIX BapHaHTax OCylIecTBieHHs R* mpencrasisier
coboii Bonopon, C,-C, amkun uiu C-C, nelitepoankmit. B HEKOTOPBIX BapHaHTaX OCY IIECTBIICHUS
R* mpencrasisier coboii Bomopon, -CHs, -CH,D, -CHD, unu -CD;. B HEKOTOpBIX BapHaHTax
ocymectBieHus R* mpencrasmsier coboit Bomopon. B HEKOTOPBIX BapHaHTax ocyuiecTBieHust R*
npencrasisier codoii -CH;. B HekoTOpbIX BapuaHTax ocyiuecTBieHuss R* npencrasiser coboii -
CDs.
[0093] B HEKOTOpPHIX BapUaHTAX OCYINECTBJIECHUS COENUHEHHE NPEACTaBIsIeT COOOM

coenunenne @opmyel (VIf-1):
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®opmyna (VIf-1)

WU ero (hapMaleBTHYEeCKH pUeMIIeMasi COJib, TAyTOMED WJIU COJIbBAT.

[0094] B HekOTOpBIX BapuaHTax oOCyllecTBieHus coenuHenue Dopmynsl (Vif-a) He
SIBJIIETCS 6-(tmknonponankapOokcamuno)-4-((2,5-aumerun-4,5-guruaponupasono| 1,5-
a]XUHOKCATMH-0-1J1)aMHHO )-N-MeTHIIMTUPUAa3UH-3 -KapOOKCAMHIOM.

[0095] B HekoTOpBIX BapraHTax ocyuectsienus: R* mpencrasiser coboii Bogopon, Ci-Ce
ankui, C-Cg netitepoankun uu C-Cg pTopasnkui. B HEKOTOPBIX BapHaHTaX OCyIecTBiIeHus R*
npexacrasisier codoit Bomopon, C,-Cg ankun wmu C-Cq nefitepoankmin. B apyrux BapuaHTax
ocymectsienus, R* npencrasiusier coboit Bogopon, Ci-Cy anxun, C;-Cy4 neiirepoankun mwim C-C,y
¢ropankun. B HeKOTOpBIX BapraHTax ocyiuecTBieHus R* mpencrasisier coboit Bomopon, C-Cy
ankun win Ci-C4 neditepoankun. B HEKOTOpBIX BapHaHTax OCylIecTBieHHss R* mpencrasisier
coboii Bonopon, C,-C, amkun wiu C,-C, nelitepoankmi. B HEKOTOPBIX BaprHaHTaX OCY IIECTBIICHUS
R* mpencrasisier coboii Bomopon, -CHs, -CH,D, -CHD, unu -CD;. B HEKOTOPBIX BapHaHTax
ocyiectBieHus R* mpencrasmsier coboit Bomopon. B HEKOTOPBIX BapHaHTax OcyuiecTBieHust R*
npencrasisier coboii -CH;. B HekoTOpbIX BapuaHTax ocyluecTieHuss R* npencrasiser coboii -
CDs.

[0096] B HEKOTOPBIX BapHAHTAX OCYIIECTBICHUS KaKablii R® He3aBHCHMO mpencrasisier
co0O0# BOJOPON, TajioreH, 3aMelleHHbld win He3amemeHHbid C1-Cg anku, 3aMeIeHHbIN Wiu
HesamemeHHbl C-Cgq neliTepoankmi, 3aMeleHHbld win He3amemeHHbIn C,-Cg amkeHwu,

3aMelleHHbId uin He3aMenleHHbIl C,-Cg aNkuHuj, 3aMelneHHbId uau HezaMemleHHbI Ci-Cg
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¢dbropankui, 3amMerieHHbd win He3amemneHHbn C-Cgq reTepoankwi, 3aMelIeHHBIH WU
He3aMeIEHHbIN KapOOLUKII, 3aMEIEHHbIN WK He3aMelneHHbIi rerepouuki, -CN, -OH, -OR7, -
C(=0)R'S, -CO,R!6, -C(=0)N(R16),, -N(R16),, -NR!®C(=0)RY, -SR!¢, -S(=0)R", -SO,R' myu -
SO,N(R'%),; rne ecnmu R® nmpucoenunen x atomy aszora, To R® mpexncrasnsier coboii Bomopon,
3aMelneHHbld mwin He3ameleHHblil C;-Cg ankun, 3amMemeHHbIM wWid He3ameleHHbIH Ci-Cg
NEeUTEepOANIKIII, 3aMeLIeHHbIl uiu He3aMmelleHHbil (C,-Cg  alkeHW1, 3aMeLEeHHbIH WIn
HezamelneHHbll C,-Cq  ankuHWI, 3amemeHHbld wi HedamemeHablli C-Cq  ¢Topankun,
3aMelleHHbIl Wi He3amelneHHbl C-Cg reTepoankuii, 3aMelleHHbIH WM He3aMeLIeHHBIHN
KapOOLMKII, 3aMeIleHHbIN WK He3amerneHHbIi rerepounki, -C(=0)R!, -CO,R16, -C(=O)N(R16),,
-S(=0O)RY, -SO,RY ryu -SO,N(R 16),.

[0097] B HEKOTOPBIX BapHAHTAX OCYILECTBICHUS] KaKablii R® He3aBHCHMO mpencrasisier
co0o0# BOJOPON, TajioreH, 3aMeIlleHHbld win He3ameueHHbl Ci-Cg ankui, 3aMeIneHHbI Win
He3zamenneHHbll Ci-Cg nmefiTepoankwi, 3amernieHHbld win HesameuleHHbIH C1-Cg ¢ropankmn,
3aMELIeHHbIH UIH He3aMeIleHHbIH KapOOLMKII, 3aMELICHHbII WIH He3aMEIeHHbIN TeTEePOLHKII, -
CN, -OH, -ORY, -C(=0)R!, -CO,R ! umu -C(=0)N(R%),; rne ecnu R® npucoenunen k atomy
azota, To R® npencrasnsier coboii Bomopon, 3amenneHHbiii uian HezamerneHHbld Ci-Cq akui,
3aMelneHHbIi i HezamerneHHbil C-Cq nefiTepoanku, 3aMeIleHHbIi i He3aMereHHbIH C -
Ce hropanku, 3aMeIeHHbIN WIH He3aMEeIIeHHbIH KapOOLUKJI, 3aMELIeHHbII W He3aMeIeHHbIN
rereporuki, -C(=0)R'®, -CO,R'® unu -C(=0)N(R'°),.

[0098] B HEKOTOPBIX BapHaHTAX OCYIIECTBIEHUS Kakablii R® He3aBHCHMO mpencrasisier
coboit Bomopon, ranoreH, C,-Cq anxwun, C,-C¢ neiirepoankun, C-Cg dropankmn, C;3-Cg
LUKJIOAJKK, 4-6-uneHnblii rereporukioankui, -CN, -OH, -ORY, -C(=0)R'6, -CO,R!® uu -
C(=O)N(R'®),; rne ecnu R® mpucoenunen k atomy azora, To R® npencrasnser coboii Boxopon,
C-C¢ amxun, Ci-Cq neditepoankmn, C-C4 ¢ropankun, C;-Cg uumkmoankui, 4-6-ujeHHBINH
rerepouukioanku, -C(=0)R', -CO,R !¢ umu -C(=0)N(R'6),.

[0099] B HEKOTOPBIX BapHaHTAX OCYIIECTBICHUS KaKablii R® He3aBHCHMO mpencrasisier
coboit Bogopon, -Cl, -F, merwn, stun, wsonpomwn, -CDs;, -CH,OH, -CF;, uukmonpomnu,
okceranu, aseruaunmi, -CN, -OH, -CO,H wm -CO,CHj3; roe ecniu R® npucoenunen x aromy
asora, To R® mpexncrasnsier coboii Bomopon, metw, stui, uzonpomnun, -CDs, -CH,OH, -CF;,
nuKyonpomui, okceranwt, azetuauamt, -CO,H unu -CO,CH;.

[00100] B HeKOTOPBIX BapHaHTax OCYLIECTBIEHHUs Kaablii R® He3aBrCHMO TipencraBisier
coboii Bogopon, metun, -CDs, -OH, -CH,0H, -CF3, okceranwn, -CN wnu -CO,CHj; rne ecnu R®
NPUCOENUHEH K aroMy a3orta, To R® mpencrasnser coboit Bomopoxm, merwn, -CDs;, -CH,OH,
okceranui unu -CO,CH;.

[00101] B HeKOTOPBIX BapHaHTax OCYLIECTBIEHHUs Kaablii R® He3aBrCHMO mipencrasisier
coboii Bomopox, 3amerneHHbli win He3amemeHHbi C-Cg ankwi, 3aMemeHHbId WU
HeszamereHHbll C1-C¢ nmefiTepoankwi, 3amemeHHbld win HesameuleHHb C1-Cg ¢rTopankun,
3aMEIIeHHbIN WJTH He3aMEeIIeHHBIN KapOOIUKJI, 3aMEIIeHHbIN W He3aMEeIIeHHbBIH TeTePOLIUKIL, -
C(=0)R'S, -CO,R! unu -C(=0)N(R'®),. B HEKOTOPBIX BapHaHTaX OCYLIECTBJIEHHs Kaxablidi R®

He3aBuCHMMO TpeacTaBisier coboit Bomopon, Ci-Cg anmkun, C;-C¢ nefitepoankmn, Ci-Cg
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dropankun, Cs;-Cg nmkioankun, 4-6-unernsiii rereporuknoankuwi, -C(=0)R® -CO,R wun -
C(=O)N(R'®),. B HEKOTOPBIX BapUaHTaX OCYILIECTBJIEHHs KaxKblii R® He3aBHCHMO mpencTaBisier
coboit Bomopoxn, metwi, >twi, m3onporwi, -CD;, -CH,OH, -CF;, umkionponwi, OKCEeTaHW,
azerunuami, -CN, -CO,H wm -CO,CH;. B HeKOTOpBbIX BapHaHTaX OCYIIECTBICHUS Kaxabiii R®
HE3aBHCHMO TipencTaBisier coboit Bonopon, merun, -CDs, -CH,OH, -CF;, okceranun, -CN wiu -
CO,CHj;. B HEKOTOPBIX BapraHTaX OCYIIECTBIEHHs Kaskablii R® He3aBHCHMO mpencrasisieT coboit
Bonopon, C;-Cq ankmn, C-Cq nefirepoankun unmun Ci-Cq dropankmin. B HEKOTOPBIX BapHaHTax
ocyuiecTBieHus kaxaplii R® HesaBucumo mpencrasisier coboit Bomopon, Ci-C4 anmkun, C-Cy
nevitepoankua win C-C4 ¢ropankuwn. B HEKOTOPBIX BapHaHTax OCYINECTBJIEHHS Kaskabiii R®
HE3aBHCHMO TMPEACTaBIIsieT co0OM Bomopoxn, merwn, 3T, u3onpommi, -CD; wmm -CF;. B
HEKOTOPBIX BapHAHTAaX OCYIIECTBJIEHHs Kaxaplii R® HezaBrcumo mpezncrasisier coboit BOTOPOL,
merun, -CD; wmn -CF;. B HekOoTOphIX BapuaHTax OCYLIECTBIEHHs Kaxaeli R® HezaBucumo
NpeACTaBysieT CO0O0H BOJOPO HIIM METHII.

[00102] B HekoTOpBIX BapuaHTax oOCyLIeCTBIeHMs Kaxabii R® u R7 He3aBucuMO
npezacTasisier coboii Bomopon, neiirepuii, ranoren, C,-Cq ankun, C,-Cq meiitepoankui, C-Cg
¢ropankun, C;-C¢ HMKIOATKWI WM MOHOLMKIMYeckuii rerepouukn, -CN, -OH, -OR!7,
C(=O)N(R'®),, -N(R6),, -NR*C(=0)R'7, -SO,R!” unu -SO,N(R'®),. B HEKOTOpBIX BapuaHTax
ocymecTBiaeHust kaxasiii R® u R7 HesaBucumo mnpexcrasisier coboil Bomopon, ranoreH, C-Cg
ankun, C;-Cg propankun, -CN, -OH, -OR!7 u -N(R!6),. B HEKOTOPbIX BapHaHTaX OCYIECTBIIEHUS
kaxabii R® u R7 HesaBucumo mpencrasisier coboit Bomopox, ramoren wnn C-Cq ankun. B
HEKOTOPBIX BapHaHTaxX OCYLIeCTBIeHUs Kaxabiii R® u R’7 HeszaBucumo mpencrasisier coOoi
Bomopon wimu C-Cs ankun. B HEKOTOpBIX BapuaHTax OCyleCcTBIeHus Kaxabiii R® u R’
HE3aBHCHMO TIpeNCTaBjsieT cobol Bomopon, newirepuii, rajgoreH, C,-C, ankun wmun C.-C,
nelTepoankui. B HEKOTOPBIX BapuaHTaX OCYyINECTBIeHMs1 Kaxaeii R® um R7 He3zaBuCHMMO
npexacrasisier codorr Bomopon wiu C-C4 anmkuin. B HEKOTOpBIX BapuaHTaX OCYIIECTBICHUS
kaxaeii R® u R7 HesaBrcumo nipexacrasnsier coboit Bopopon, aeirepuii, F, Cl, -CD; wiu MeTwt.
B HEKOTOpBIX BapHaHTaX OCylHecTBieHus1 Kaxabiii R® u R7 HesaBucuMoO mpencrasisier coOoit
Bozopox, aeirepuii, F unu metun. B HEKOTOPBIX BapuaHTax OCYyLIECTBIICHHUs Kaxabiii R® u R’
HE3aBUCHMO IMPEICTABIIET COOOM BOJOPO WIIH METUJI. B HEKOTOPBIX BapUaHTaX OCYIIECTBICHUS
onud R® unu R7 mpencrasisier coboii meTuin. B HEKOTOpBIX BapuaHTax OcyuiecTBieHust one R®
npencrasisier coboil MeTmi. B HEKOTOpBIX BapuaHTax OCyLIeCTBIeHHs Kaxabii RS u R
npencTaBasieT coboit Bomopoa. B HEKOTOpBIX BapuaHTaxX OCYIIECTBIEHHMs Kaxmbii R® m R’
npencraBisier coboi meiiTepuii. B HEKOTOPBIX BapHaHTax OCYIIECTBIeHHs Kaxabiii RS u R’
npencrasisier codoii F.

[00103] B HekoTOpBIX BapuaHTax OCyInecTBiaeHus: onuH R® u oqun R7, mpucoenuHeHHbIE
K OJJHOMY M TOMY K€ aTOMy YyIJIepOAa, B3sITble BMECTE C aTOMOM YIJIeposia, K KOTOPOMY OHHU
npucoenuHenbl, obOpasytor C=0 wm C;-C; nuknoankwi. B HEKOTOPBIX BapHaHTax
ocytectBieHust oguH R® u omun R7, nmpucoennHeHHbIE K OMHOMY U TOMY K€ aTOMy YTJIEpO.a,
B3SITbIE BMECTE C aTOMOM YIJIepoAa, K KOTOPOMY OHHM MpHcoenuHeHsl, obpasyror C=0. B

HEKOTOPBIX BapUaHTaX OCYHCCTBIICHHUA OAUH Réwu OOHuH R7, NPUCOCAUHEHHBIC K OTHOMY U TOMY
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K€ aToMy YIIIeponia, B3sTble BMECTE€ C aTOMOM YIJepona, K KOTOPOMY OHH IMPHCOEIUHEHBI,
obpasytor C3;-C, nmknoankuit. B HEKOTOpHIX BapuaHTax OCyIecTBiaeHus omuH R® u omun R7,
NPUCOEIUHEHHBIE K OJJHOMY U TOMY K€ aTOMy VIJIepOJia, B3SATbIe BMECTE C AaTOMOM YTJIepoaa, K
KOTOPOMY OHU IPUCOEAMHEHBI, O0Pa3yIOT & HUKJIOMPOIIHIL.

[00104] B HexoTOpBIX BapuaHTax OCYLIECTBIE€HHUs n paBeH | wmiu 2. B HekoTopbIx
BApUAHTAaxX OCYLIECTBJIEHUs N paBeH 1. B HEKOTOpBIX BapHaHTax OCYyLUECTBJIEHUs n paBeH 2. B
HEKOTOPBIX BAPHAHTAX OCYIIECTBJICHUS N PABEH 3.

[00105] B HeKOTOpBIX BapHaHTax OCyuecTBieHus Z npencrasisier coboit -NR - -O-, -S-
i -SO,-. B HEKOTOPBIX BapHaHTax OCyINECTBIeHUs1 Z npencrasisier coboit -NRO- -O- iy -
SO,-. B HEKOTOPBIX BapHaHTax OCYIUeCTBIeHUs1 Z mpencraisier coboit -NRY- -O- um -S-. B
HEKOTOPBIX BaApHAHTAaX OCyIuecTBiIeHHs Z npencrasisierT coooit -NRI0- wu -O-.

[00106] B HekoTOpBIX BapuaHTax OCyIUeCTBIeHHs Z mpencrasisier coboit -NR!I-. B
HEKOTOpPBIX BapHaHTax ocyinectienus: R npencrasmisier coboii Bogopon, Ci-Cq anmkun, C-Cg
nenirepoankui, Ci-Cq propankun, Cs;-Cq uuxioankun win 4-6-ujeHHbIH TeTepoLUKIoaNK. B
HEKOTOPBIX BapuaHTax ocymectierus R npencrasnsier coboit Bomopon, Ci-Cg ankui, C-Cg
dropanxmn, Cs;-Cg UUKIOANKNIT UK 4-6-4JICHHBIH reTepOLMKIIOANKII. B HEKOTOPBIX BapHaHTax
ocymectsienus R npencrasisier coboii Bomopon, C-Cy ankun, C,-C, neiirepoankun, C-Cy
¢ropankmn, Cs;-C, IMKIOANKUI WIH 4-4JIEHHBIH TeTepOLMKIOATKIII. B HEKOTOPBIX BapHaHTax
ocymectBienuss R mpexncrasnsier coboit Bomopon, C,-C, amkun, Ci-C4 ¢dropankun, C3-Cy4
LMKJIOAJIKIJT WK 4-4YJIEHHBIN Te€TEPOLUKIIOATKII. B HEKOTOPBIX BapraHTax ocyuecTBieHus: R0
npencrasisier codoit Bonopon, C,-C4 ankun, C1-C, neifiTepoankui, HUKJIOMPOTIHI, LIUKJIOOYTHIL,
OKCETaHWJI WM a3eTHOMHII. B HEeKOTOpBIX BapuaHTax ocyuectierus R0 npencrasisier coboi
Bonopon, Ci-Cy ankui, MUKJIONPONWII, IUKJIOOYTHII, OKCETAHUJI WM a3eTUAMHIIL B HEKOTOpPbIX
BapuaHTax ocyinectsiaenust R npencrasnser coboit Bogopon, C,-C, ankui, C;-C4 nedTepoanku
WITH UKJIONPOITHI. B HeKOTOphIX BapuaHTax ocymecTienust R0 npencrasmsier coboii BOXOPOL,
C,-C, anmkun wnu umkionponwi. B HekoTopbix BapuaHTax ocyiuectsienuss RO mpencrasmsier
coboii Bonopon, C,-C, amkun wiu C,-C4 neliTepoankmit. B HEKOTOPBIX BapHaHTAX OCY IIIECTBIICHUS
R!% nmpencrasnsier coboit Bogopoxn, -CH; unu -CD3. B HEKOTOpBIX BapuaHTax ocyiecTieHus R1°
npencrasisier cobori C-Cy anxun wiu C-C4 neiitepoankuni. B HEKOTOpBIX BapHaHTax
ocymectBienuss R mpencrasmsier coboit -CH; wmnmm -CDs;. B HeKOTOpBIX BapuaHTax
ocymectsienuss R mpencrasisier coboit -CH;. B HexoTOpbIX BapuaHTax ocyiuectsjeHust R
npezacrasisier codoit -CDs.

[00107] B HekoTOpBIX BapHaHTax ocyuiecTBieHus Z npeacrasisier codort NH, NCH; wu
NCD;. B HekoTopbIX BapuaHTax ocymecTsieHus Z mpexncrasiser coboii NCH; wiu NCDs;. B
HEKOTOPBIX BapHaHTax ocyluecTBieHus Z npencrasisier coboit NCH;. B HekoTophIx BapuaHTax
ocyliecTBIieHus Z npencrapisieT cobori NCDs.

[00108] B HekoTOpBIX BapHaHTaxX OCYINECTBJICHUS Z mpencrasisier coboi -O-. B
HEKOTOPBIX BapUAHTAX OCYIIECTBJICHUS Z TpeAcTaBisieT coOoi -S-. B HEKOTOpBIX BapuaHTax
ocyuiecTBiieHus1 Z mipenctasisier codoit -S(=0)-. B HeKOTOpbIX BapuaHTaX OCYIIECTBICHUS Z

npezncrasisier codoit -SO;-.
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[00109] B HekoTOphIX BapuaHTax ocyuiecTBieHuss R? mpexncrasisier coboit Kosbuo B,
KOTOPOE MPEACTABIISIET COOON HEe3aMEeIEHHBIA MJIH 3aMEIEeHHBIN TeTEePOLIMKIT WIH 3aMELIeHHBIN
WIN He3aMelleHHbI kapOouuki, rae eciu Kombeio B 3amemeno, To Konbuo B 3amemeno q
cnydasimu R1?. B HexoTOphiX BapuaHTax ocyiuectBieHusi R? mpencrasisier coboii Konbio B,
KOTOPOE TMPENCTaBsieT COO0H He3aMEIeHHbIN WIH 3aMeIeHHbI MOHOLUKINIECKHI KapOOIHKIL,
3aMELICHHbI WJIM  HE3aMEIUEeHHBIH OWIMKINYECKHH  KapOOLMKJ, 3aMEIleHHBIH WM
HE3aMEIECHHBbII  MOHOLMKJIMYECKUM TIE€TePOLMKI, 3aMEIIEHHbI WIM  HE3aMELCHHbIN
OMLUKITMYECKUN FeTePOINKJI, 3aMEIIeHHbIN WA He3aMEIIeHHbIN CIIMPOLMKIHYECKUN KapOOHKIL,
3aMEIUEHHbI WJIM HE3aMEIUEHHBbI CHOUPOLMKJINYECKUN TEeTePOLMKI, 3aMELIEHHbIH WIN
HEe3aMeIIeHHbIH MOCTHKOBBIA KapOOLMKII WIM 3aMEIIeHHbIN WM He3aMEIIeHHbIT MOCTUKOBBIN
rereporuk’, rae eciu Konbiio B 3amerneno, To Konbio B 3amemneno q ciayuasivu R1.

[00110] B HekoTopeIx BapuaHTax ocyuiectBieHus R? mpexncrasisier coboii Kombuo B,
KOTOpOE MpPEJICTaBIIAET COO0H He3aMeleHHbIN UM 3aMeIlleHHbIH MOHOLIMKIIMUECKUH KapOOIHKJI,
3aMELICHHbI WM  He3aMeIleHHbIH OWLMKINYECKUi  KapOOLMKJ, 3aMEIIeHHBbIH WM
HE3aMEIIECHHbIM MOHOLIMKJINYECKUN TeTepPOLUKI WM 3aMELIEHHbI WM He3aMeIlleHHbIN
Ouruknnaeckuii rerepouuk, rae eciau Konbio B 3amemeno, To Konpiio B 3amemeno q ciydasmu
RB.

[00111] B HekoTopbIx BapuaHTax ocyuiectBieHusi R? mpencrasiser coboit Kombuo B,
KOTOpOe MpencTaBiseT coOOH He3aMEINeHHBbIH WM 3aMeINeHHbIH (EeHUJI, 3aMeIeHHBbId WIN
HEe3aMEeIIeHHbI Ha(THJ, 3aMELICHHbI WM HE3aMEIIeHHbI MOHOLMKIMYECKUH O-4YIeHHbIN
reTepoapul, 3aMELEHHbIN UM He3aMEeLIEHHbIN MOHOLMKINYECKUN S-4JIeHHbIN TeTepoapul Win
3aMEINEeHHbIN WK He3aMeleHHbIM OUIUKInYeckuii retepoapu, rae ecinu Konbio B 3amerneHo,
to Konbiio B 3amermieno ¢ cnyyasmu R13.

[00112] B HekoTOpBIX BapuaHTax ocyuiectBienuss R? mpexncraisier coboii Kombuo B,
KOTOpPO€ TMPENCTaBsieT COOOM He3aMelIEHHBbI WIM 3aMeIleHHbI (DeHMJ, 3aMEIeHHbIH WU
HE3aMEIIECHHbI MOHOLMKJIMYECKUH  O-uJIeHHBIH TreTepoapwyl WIM  3aMEIlEeHHbIH WU
HE3aMEILEeHHbIIT MOHOLIMKJIUYECKUN S-ulieHHbIN rerepoapui, rae ecinu Konpuo B 3amerneno, To
Konbio B 3amerneno q ciyyasmu R,

[00113] B HekoTOphIX BapuaHTax ocyuiecteienuss R? mpexncrasisier coboii Kosbuo B,
KOTOPOE MPEACTABIISET COOOM He3aMeIeHHBIH WITH 3aMEIIeHHbIH MOHOIUKITNYECKHUNA S-UJIeHHBIN
rerepoapwi, rae ecnu Kombuo B 3amemeno, To Konbio B 3amemeno q cnydasmu RP. B
HEKOTOPBIX BapUaHTax oOcCyliecTBieHuss R’ mpexncrasmser coboit Kompuo B, kortopoe
npeAcTaBsieT CcoOOW HE3aMEUICHHbIH WM 3aMELIeHHbIH MUPPOJIJI, 3aMELICHHBIH WIN
He3aMelleHHbIH (DypaHus, 3aMeleHHbIH WM He3aMeUIeHHbIH THO(GEHW, 3aMeleHHbIA WU
HE3aMEILECHHBIN MUPA30JIN, 3aMELIEHHBIN WJIW HE3aMELEHHBbI UMUAA30UI, 3aMEIIEeHHbIN I
He3aMeIleHHbIA OKCA30JIMJI, 3aMEIIEHHBIN WU He3aMEIeHHbIN N30KCA30JIUJl, 3aMEIEHHbIN U
HE3aMEILEHHbIN TUA30JIWII, 3aMELICHHbIN WJIH HE3aMELIeHHbI N30THA30JIWI, 3aMELIEHHbIA WIN
HE3aMEILEeHHBIN TPUA30IWII, 3aMELEHHbIN UM HE3aMELEHHbIN OKCaANAa30JI1JI, 3aMEIIEHHbIN WIN
He3aMelIeHHbIH THaaua30JIu WJIN 3aMElleHHbIl WM He3aMeIeHHbIM TeTpas3oju, A€ eclu

Koneuo B 3amemeno, To Komeio B 3amemeno  ciaydasimu R3. B HexkoTOpBIX BapuaHTax
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ocymiectBienuss R?  mpexacraBmsier coboit Kombrio B, koropoe mnpexncraBisier  coboit
HE3aMEILECHHBIN WM 3aMELEHHBIN MUPPOJIIIL, 3aMELLEHHBIN UM HE3aMEIIeHHbI UMUAA30JIUI,
3aMEILEHHBIN WIIN HE3aMELIEHHbIN TUPa30JInJI, 3aMELLEHHbBIN U HE3aMEIE€HHbIN TPUA30IWII WIH
3aMEIIEHHBIN WIH HE3aMEIIeHHbI TeTpasonwi, rae ecau Konsuo B 3amemeno, To Koneuo B
3amMerneHo ( cnydasimu R, B HEKOTOpBIX BapvaHTax OCyInecTBieHus R? mpexncrasniser coOoi
Konpno B, koropoe mnpexacraBisier coOOW He3aMELIEHHbI WM 3aMEIIEHHBIH HPPOIHIL,
3aMCIUECHHBbI WM HE3aMELICHHbI WMUAA30JUl WM 3aMEIUCHHBbIM WM HE3aMEICHHBIN
nipasos, rae ecnu Konbio B 3amerneno, To Konbio B 3amereno q cnyqasimu R,

[00114] B HekoTOphIX BapuaHTax ocyliecTBieHus R? mpexncrasiser coboit Kosbuo B,
KOTOpOE MpencTaBisier cOO0l He3aMeIeHHbIM WM 3aMeLIeHHbIH (PeHIT WU 3aMeIeHHBIN TN
HE3aMEILEHHbII MOHOLIMKJINYECKUN 6-uJieHHbIN rerepoapui, rae eciau Koneno B 3amerneno, To
Kosbio B 3amerneno q ciyuasimu R,

[00115] B HekoTOphIx BapuaHTax ocyuiectBieHus R? mpexncrasiser coboit Kosbuo B,
KOTOpOE TPENCTaBisieT cOOOi He3aMeIUeHHbIH WM 3aMeLIeHHbIH (DEeHMJ, 3aMEINeHHbIH I
HE3aMEIIeHHbI MUPUANHUI, 3aMELIEeHHbIH WM HE3aMEIleHHbIH MUPUMHUIUHWUI, 3aMeIleHHbIN
WM HEe3aMEILEeHHbIM MUPa3UHUI WK 3aMEL€HHbIH WU He3aMELIeHHbIN TUPUAA3uHUI, TAE €ClIU
Komnsio B 3amerneno, To Konbiio B 3amerneno q ciyyasmu R,

[00116] B HekoTopbIx BapuaHTax ocyuiectBieHusi R? mpencrasiser coboit Kombuo B,
KOTOpOE NPEACTABIsIET COOO0H He3aMeIeHHbIN TN 3aMEeIIeHHbIII MOHOLIMKIIMYECKUH O-UJIeHHBIH
rerepoapui, tae ecnu Kombuo B 3amemeno, To Kosnbio B 3amemeno q cnydasmu R B
HEKOTOPBIX BapuaHTax ocyluecTBieHus R? mpexncrasiser coboit Kompuo B, kortopoe
NpEeACTaBIsieT COOOW HE3aMELICHHbIH WM 3aMeIeHHbIH NUPHIUHII, 3aMEIIeHHbIH WIN
He3aMEILEeHHBIN MUPUMUINHII, 3aMELIEHHbIN W HE3aMELIEHHbIA MUPa3UHUI WJIN 3aMEeLLeHHbIH
WUJIM He3aMelleHHbIN nupuaasunui, rae ecau Koasno B 3amemeno, To Koabsno B 3amenieno q
cnyyasimu R13. B HekoTOphIx BapuaHTax ocyiuectieHust R? mpencrasisier coboii Konbio B,
KOTOPO€ TPEACTABIISIET COOOM He3aMEIIEHHbIN MTH 3aMEIeHHbIN MUPUIMHUI WIH 3aMEIeHHBIN
WUJIM He3aMEeLIeHHbIN nupuMuanaui, rae ecnu Konsno B 3amemeno, To Konasno B 3amemneno q
cnydasimu R13. B HexoTOphIX BapuaHTax ocyiuectBieHusi R? mpencrasisier coboii Konbio B,
KOTOpO€e TMpecTaBisieT coO0H He3aMeIeHHbIN WM 3aMELIeHHbIH MUPUAUHIL, rae ecnu Kombio
B 3amerneno, To Konbuo B 3amemnieno ( ciyuasivu R13. B HeKOTOpBIX BapuaHTax OCYIECTBIICHHSI
R? mpencrasisier coboit Konpumo B, koTopoe mnpexacraBnsier coOOM He3aMENIEHHBIA HIIH
3aMeleHHbIN nupumuanHu, rae ecan Konsno B 3amemeno, To Koneio B 3amerneno q cinyyasamu
R,

R'IS)q

| /S

|
[00117] B HeKOTOpBIX BapuaHTax OCyLIeCTBiIeHust R? mpencTaBisier co0oii Z ,

R13)q R13 R13 \ R13)q
f YN R
T G

; 1 paBeH 0-4. B HEKOTOPBIX BApUAHTAX
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R13) R13) R13
i—:/\’ﬁ q E_:/QZN g ;_, \/ws)q %_:/\’% )q
W G R T

\/R13)q
)

ocymiectiieHus R? npencrasjisier coboi

; 1 q paBeH 0-4. B HeKOTOpBIX BapuaHTax oCylnecTBieHus: R? mpencrassier coOoi N
R13)
N q
. /N
A
uin N ;¥ paseH 0-4.
13
R

| A

[00118] B HekOTOpBIX BapHaHTaX OCyIIecTBIeHUs] R? mpexcTassieT coOoi NV

2

rae V npexncrasisier coboit CH, CR” wmu N; u  pasen O, 1, 2 unu 3. B HEKOTOpPBIX BapHaHTax

A

I
NV
ocyectsienus R? nmpezncrasisieT coboii ~F , rne V npencrasnsiet coboit CH, CR® unu

N; uqpasen O, 1, 2 unu 3.

[00119] B HeKkOTOpBIX BapHaHTax OCYIIECTBJICHHUS COEIUHEHUE IPENCTaBiseT COOOH

coequaenue @opmysl (VIII):

“NH

Bl
°)I b
HN” B2 “NH

Dopmyina (VII)

WM ero (papManeBTHYECKH TIPHEMIIEMAst COJTb, TAyTOMEP MJIHM COJIbBAT, I1IE:

V mpencrassier coboii N, CH wim CR;

q paseH 1, 2 unu 3;

Al u A? xaxblii He3aBHCUMO nipescTasjisier coboi N wiu C; u

A3, A* i A’ kaxpiii He3aBucuMO nipezcrasisier coboii N, NR® wnu CRS,

I7ie JIBa COCEIHUX aTOMa KoJiblla, BeiOpanHbie u3 AL, A2, A3, A* u A’ npencraBisirot coOoii
N wu NR8; u ocraBmnecs: arombl nipeactapiisitoT coboit C umm CRE,

[00120] B HeKkOTOpBIX BapuUaHTaX OCYLIECTBICHUS COCOUHEHHE TMPENCTAaBIAET COOOH

coennaenne @opmyasl (VIla-1):



36

R*
NH
Bl
R HN” ~B2 “NH
n(R’ z N‘;\n 1
|\\ T (R )q
RE 7 \';

/N-_N
R8

®opmyna (VIla-1)

Wil ero (apmaueBTHUeckH mpuemieMas COJlb, TayTOMEp WJIM COJbBaT, rae V
npencrasisier coboit N, CH wm CRY; u q pasen 1,2 wu 3.

[00121] B HekoTopbIx BapuaHTax ocyuiectieHus: coenuaenne @opmynsl (VIla-1) e
spisiercs  HU 4-((2,5-aumerun-4,5-guruapo-2H-nupasono[4,3-¢ [xuHOIUH-6-11)aMuHO )-6-((5-
(bTOopIMpUANH-2-1JT1)aMUHO)-N-MEeTHIIHUKOTUHAMHUIIOM, HHU  4-((2,5-numetnn-4,5-quruapo-2H-
nupasosio[4,3-c XxuHoIuH-6-11)aMuHO)-0-((2,6- ANMe THIITUPUMU U H-4 - 11 )aMHUHO )-N-
METHITHUKOTUHAMUIOM.

[00122] B HEKOTOpBIX BapHaHTAaxX OCYIIECTBJICHHUS COEIMHEHHE IPENCTaBisieT COOOH

coennnenne @opmyier (VIc-1):

R4
NH
B!
o) | N
= HN” ~B% "NH
n(RT z N7 o
k\ I_(R )q
R8 \*\ Vv
N_N‘RB

®opmyina (VIc-1)

wii ero (apmaueBTHUEeCKH TpuUemiieMas COJb, TayTOMEp WM COJbBaT, rae V
npencrapnsier coboii N, CH unu CR; u q pasen 1,2 um 3.

[00123] B HEKOTOpBHIX BapuUaHTaX OCYLIECTBICHUS COCOUHEHHE TMPENCTAaBIAET COOOH
coennaenne @opmyasl (VIIE-1):

R4
NH

!
~N

>—O?L
_W

HN” ~BZ “NH

RB

7 z /
n (R © bI‘I\:J\':_(R1 S)q
RE_Z N \'

Dopmyna (VIIIE-1)
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wii ero (apmaueBTHUeCKH mpuUemiieMas COJb, TayTOMEp WM COJbBaT, rae V
npencrasisier coboii N, CH wnu CR; u q pasen 1,2 uim 3.

[00124] B HeKOTOpBIX BapHaHTax OCyLIeCTBIeHUs V mnpexacrasisier coboii N. B
HEKOTOPBIX BapuaHTax ocyinectBienusi V npencrasisier coboit CH wmu CR?. B HekoTOpBIX
BapHaHTax ocymectBieHuss V mpenctaBiusier coboit CH. B HekoTopeIx BapHaHTax
ocyuiectienust V npencrasjsiet coboit CRB.

[00125] B HekOTOpBIX BapuaHTax ocymecTsieHust R* nmpencrasser codoit Bogopon, Ci-
Ce ankun, C;-C¢ nevirepoankun uiu C,-Cy propankui. B HEKOTOPBIX BapHaHTaX OCYIIECTBIICHUS
R* mpencrasmsier coboit Bogopon, C,-Cy anxmn wm C,-Cy neiitepoankin. B npyrux BapuanTax
ocyuiectienus, R* npencrasisier codoit Bopopon, Ci-C4 ankun, C;-Cy4 netirepoankun wim C,-C,
¢ropankun. B HekoTOphIX BapuaHTax ocyiuectsieHus R mpencrasisier coboit Bogopon, C-Cy
ankun win Ci-C4 nefitepoankmi. B HEKOTOpBIX BapuaHTax ocCyliecTBieHHs R* mpencrasisier
coboii Bonopon, C,-C, amkun uiu C-C, netitepoankmit. B HEKOTOPBIX BapHaHTaX OCYIIECTBIICHUS
R* mpencrasisier coboii Bomopon, -CHs, -CH,D, -CHD, unu -CD;. B HEKOTOpBIX BapHaHTax
ocyectsienus R* mpencrasisier co6oit Bonopoa. B HeKOTOpBIX BapraHTax OCylIecTBiIeHusT R*
npencrasisier coboit -CH;. B HexoTOpbIx BapraHTax ocyinecTBieHus R* mpencrasnsier coboii -
CD;.

[00126] B HEKOTOpPBIX BapHaHTaX OCYIIECTBIEH s Kaskblii R13 He3aBHCHMO mpencrasiisier
coboil ranoreH, 3ameleHHbld wiaM  He3amewneHHbIH C;-Cg  ankwi, 3aMElIeHHBbIA WIH
He3amereHHbIH C-Cg (TOpaNKII, 3aMELIeHHbIH MM He3aMEeIIeHHbIH KapOOLMKII, 3aMeIeHHbIN
win HesamemneHHbiii rerepouuks, -CN, -OH, -ORY, -C(=0)R!, -CO,R!'®, -C(=O)N(R'®),, -
N(R!),, -NR'C(=0)R", -SO,R'7 umu -SO,N(R'®),. B HEKOTOpBIX BapHaHTaX OCYILECTBIEHHUS
kaxapiii R1? He3aBucUMO mpencrasisier coOO0i rajaoreH, 3aMelneH bl win HesaMerneHHbIi C-Cg
aNIKII, 3aMeIneHHbId min HezamelneHHb C-Cq (hTopasikm, 3aMeIeHHbIN WIN He3aMeIeHHbIN
KapOOLMKII, 3aMeLIeHHbId WM He3aMelneHHbld rerepouuksi, -C(=0)R!, -CO,RY wumm -
C(=O)N(R'®),. B HEKOTOpBIX BApHAHTAX OCYINECTBIEHUS Kaxablii R1? He3aBUCHMMO mpeacTaBisier
coooit ranoren, C,-Cq ankun, C-C¢ ropankmn, C;3-C¢ nuknoankmwi, 4-6-4jaeHHBIN
rereporukioankwi, -C(=0)R!®, -CO,R'® wmu -C(=O)N(R'®),. B HeKOTOpBIX BapuaHTax
ocyuiecTBieHust Kaxapiii R HesaBucumo mpencrasisier coboit ranoren, C-C, anxun win Ci-
C,ropankui. B HEKOTOPBIX BapraHTax OCYIIECTBICHUS Kaxblii R13 He3aBuCHMO TipencraBisier
coboii -F, -Cl, -CH; unu -CF;.

[00127] B HexoTopbIX BapuaHTax ocyiuecTsieHus  paseH O, 1, 2 unu 3. B HekoTOpbIX
BApUAHTAaX OCYILECTBJIECHHUs  paBeH 1, 2 wnn 3. B HEKOTOPBIX BapUaHTaX OCYILECTBIICHHUs ( PABEH
1 nnu 2. B HEKOTOpPBIX BapHUaHTax OCYIUECTBJICHHs ( paBeH |. B HEKOTOpBIX BapuaHTax
OCYILECTBJICHHs ( paBeH 2. B HEKOTOPBIX BapuaHTax ocyuiecTByieHus ( paseH 0; u Konpuo B,
CJIeIOBAaTENbHO, HE 3aMeLIEeHO.

[00128] B HekOTOpBIX BapuaHTax ocyuiecTBieHust R? mpexcrasisier coboii -C(=0)RM, -
C(=O)NRMR! umu -C(=0)OR4,

[00129] B HekOTOpPBIX BapraHTax ocyinecTBienus: R? npencrasnsier coboit -C(=0)R,

[00130] B HekOTOpBIX BapHaHTaX OCyluecTBieHWss R? mpencrasimsier co0oOl -
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C(=O)NRUMR® yyu -C(=0)OR ™.
[00131] B HexOTOpBIX BapuUaHTaX OCYLIECTBICHUS COCOUHEHHE TNPEACTAaBIAECT COOOH

coennaenne @opmysl (IX), @opmyna (X) mmu @opmyna (XI):

RA:NH RoNH
o) | BJ‘N 0 | Bi‘N
oy N Ta oy N 8
n(R’ﬁ) z o)\R“ n(R’ﬁf)Z 0)\ﬂ R™
KO o
AT-A3 AS-A3
Dopmyna (IX) @opmyna (X)
RﬁNH
S .
e HN” O BZ SN
,,(RH’)Z o)\cp
P\S’(Pj‘l\ﬁz R14
A%-A®
dopmyna (XI)

Wi ero (papMaleBTUYECKH NPUEMIIEMAsi COJIb, TAyTOMEP WM conbBaT, rae Al u A?
KAl He3aBucuMo mpencrasiser cobor N mmm C; u A3, A* u A3 kaxnaplii HE3aBUCHMO
npencrasisier coboit N, NR® unu CR®; rne nsa cocennux aroma Kouiblia, BoIOpaHHbie u3 Al A2
A3 A*u A’ npencrasnsiror coboit N unu NR®; u octaBinecs: aromel ipenctaBisitor coboit C wu
CR®.

[00132] B HEeKOTOpBIX BapHUaHTaX OCYLIECTBICHUS COCOUHEHUE TNPENCTAaBIACT COOOH
coequaenne @opmynbl (IX) wam ero QapmaneBTHYeCKH MPUEMIIEMYIO COJIb, TAyTOMEp WU
CONMbBaT. B HEKOTOPBIX BapUaHTaX OCYINECTBJICHHsS COEOUHEHHE TNPEeACTaByseT CoOok
coenunenue Dopmynbl (X) wiu ero (apManeBTHYECKH MPUEMIIEMYIO COJIb, TayTOMEp WU
CONMbBAaT. B HEKOTOPBIX BapUaHTaX OCYINECTBJICHHsS COEQUHEHHE TPEACTaBisieT CoOok
coenunenue Dopmyel (XI) wim ero ¢gapMmaneBTHYECKU MPUEMIIEMYIO COJIb, TAyTOMEpP WU
COJIbBAT.

[00133] B HekOTOpBIX BapuaHTax ocymecTsieHust R* npencrasser coboit Bogopon, Ci-
Ce ankun, C,-Cq neiirepoankun uiu C;-Cq pTOpankui. B HEKOTOPBIX BApHAHTAX OCYIIECTBICHUS
R* mpencrasnsier coboit Bomopon, C1-Cg ankun umm C-Cg meiirepoankui. B npyrux BapuanTax
ocymiectienus, R* npencrasisier codoit Bopopon, C1-Cy anxun, C1-Cy4 netirepoankun mwim C-Cy
¢ropankun. B HeKOTOpBIX BapuaHTax ocyiuecTBieHus R* mpencrasisier coboit Bogopon, Ci-Cy
ankun wnn C-C4 meiitepoankui. B HEKOTOpPBIX BapuaHTax OCyIIeCTBIeHHs R* mpemcrasnsier
coboii Bonopon, C,-C, amkun wiu C,-C, nelitepoankmit. B HEKOTOPBIX BapHaHTaX OCYIIECTBIICHUS

R* mpencrasisier coboii Bomopon, -CHs, -CH,D, -CHD, unu -CD;. B HEKOTOPBIX BapHaHTax
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ocyiectBieHus R* mpencrasmsier coboit Bomopon. B HEKOTOPBIX BapHaHTax OcyuiecTBieHust R*
npencrasisier coboii -CH;. B HekoTOpbIX BapuaHTax ocyiuecTBieHuss R* npencrasiser coboii -
CDs.

[00134] B HekoTOpBIX BapuaHTax ocymectsieHust R! npencrasser codoit Bogopon, Ci-
Ce ankxmn mmu C-Cg ¢ropankmn. B HekOTOphIX BapmaHTax ocyuiecTieHust R! mpencrasisier
coboit Bopopon, C,-C4 ankmn wm C,-C, ¢propankui. B HEKOTOPBIX BapuaHTaX OCYIIECTBICHUS
R! npencrasisier codoit Bomopon miu C-Cy ankuin. B HEKOTOPBIX BapHaHTaX OCyIIeCTBIeHHs R1
npencrasisier coboit Bogopon win Ci-C, ankmin. B HekoTOphIX BapuaHTax ocyuecTBieHus: Rl
npeacTasisier coOO0i BOAOPOA, METW, STHJ, NMPONMJ, H30MpOIMmI uiau OyTtui. B HexoTopbIx
BapHaHTax ocyuiecTBieHuss R! mpencrasisier coOoift BOOOpPOX WM MeTHI. B HEKOTOPBIX
BapHaHTax ocyiiectsieHuss R! mpencrasmsier coboii Bomopon. B HekoTOphIx BapuaHTax
ocyuiectieHus R! npencrasiisier co00i METHIL.

[00135] B mHekoropeix BapuaHTax ocymectsieHus R! u R Basiteie BMecte ¢
IPOMEXYTOUHBIMH aTOMaMH, K KOTOPbIM OHHU TNPHCOEOHHEHBI, OOpa3yrOT 3aMEINeHHbIH WIH
HE3aMEUICHHbIN 5- WK O-ujieHHBII MOHOLMKJIMYECKUH IeTepoLMK). B HEKOTOpBIX BapHaHTax
ocymectinenuss R! u RS B3siTbie BMeCTe C MPOMEXYTOYHBIMH aTOMaMH, K KOTOPbIM OHHU
NPUCOEIUHEHbI, OOpa3yIOT 3aMELIeHHbI WM HEe3aMEINEeHHbIH S5- WM O-4JIeHHbIH
MOHOLMKJIMYECKHI TeTePOLMKIOANKIUL. B HekoTopbix BapuaHTax ocymectBieHust R! u RD
B3ATbIE BMECTE C INPOMEKYTOYHBIMH aTOMaMH, K KOTOPBIM OHHM IPHUCOEAMHEHbI, O00pasyroT
3aMELIEHHbIN WIN HEe3aMELIEHHBIN S5-4IeHHbI MOHOLMKINYECKUN reTepoluki. B HeKoTopbIX
BapuaHTax ocyiectierusi R! 1 R1S B3sThie BMeCTE ¢ IPOMEKYTOUHBIMUA aTOMAaMH, K KOTOPbIM
OHHM MPHUCOETUHEHBI, 00Pa3yIOT 3aMeEHHbIN UTH HE3aMEIIEHHbIH S-4JIeHHbII MOHOLIMKJIMYECKUH
reTepPOLIUKJIOANKILIL.

[00136] B HekoTOpBIX BapraHTax ocyuectBieHus: R! npexcrasnser coboii Bomopox.

[00137] B HeKOTOpBIX BapuUaHTAX OCYLIECTBICHUS COCOUHEHHE TMPENCTAaBIAET COOOH

coennaenne @opmyel (IXa-1):

R*
NH
Bl
0 |~N
6 HN” ~B2" “NH
(5 z 14
A \R 0” "R
8
R
N—N
/!
R8

Popmyna (IXa-1)

WK ero (PapMaleBTUYECKH IPUEMIIEMasi COJIb, TAYyTOMED WJIN COJIbBAT.

[00138] B HekoTOpbIX BapwaHTax ocyluecTeiieHUs coenuHenne Dopmyiner (IXa-1) He
ABJIIeTCST HU O-(LuKiionponankapookcamuno)-4-((2,5-gumernn-4,5-nuruapo-2H-nmupazono[4,3-
c|xuHOIMH-6-11)aMUHO )-N-MeTHIITUPUAa3UH-3 -KapOOKCaAaMHIOM.

[00139] B HekOTOpBIX BapuaHTax ocymecTsieHust R* npencrasser codoit Bogopon, Ci-



40

Ce ankun, C;-C¢ neiirepoankun uwiu C,-Cy pToOpankui. B HEKOTOPBIX BApHAHTAX OCYIIECTBICHUS
R* mpencrasnsier coboit Bomopon, Ci-Cy ankun ummn C-Cg neiirepoankuin. B npyrux BapuanTax
ocymiectsienus, R* npencrasisier codoit Bogopon, Ci-C4 anxun, C;-Cy4 netirepoankun mwim C-C,
¢ropankui. B HekoTOpBIX BapuaHTax ocyiuecTsieHus R* mpencrasisier coboit Bogopon, C-Cy
ankunn wnu C-C, nmeiitepoankui. B HEKOTOpPBIX BapuaHTax OCyIIeCTBIeHHss R* mpemcrasnsier
coboii Bonopon, C,-C, amkun uiu C-C, nelitepoankmit. B HEKOTOPBIX BapHaHTaX OCY IIECTBIICHUS
R* mpencrasisier coboii Bomopon, -CHs, -CH,D, -CHD, unu -CD;. B HEKOTOpBIX BapHaHTax
ocymectBieHus R* mpencrasmsier coboit Bomopon. B HEKOTOPBIX BapHaHTax ocyuiecTBieHust R*
npencrasisier codoii -CH;. B HekoTOpbIX BapuaHTax ocyiuecTBieHuss R* npencrasiser coboii -
CD;.

[00140] B HekOTOpBHIX BapuUaHTaX OCYLIECTBICHUS COCIUHEHHUE INPEACTaBIAEeT COOOM

coennnenne @opmyel (IXc-1):

4
R‘NH
B!
o} I‘N
R HN” ~B? “NH
(R7 z 0~ "R™
n
8/ X
RO ]
N 8

®opmyna (IXc-1)

WK ero ¢papMaleBTHUECKH MTPUeMIIEMAas COJIb, TAYyTOMEP HJIH COJIbBAT.

[00141] B HekoTOpBIX BapuaHTax ocyuectsienust R* npencrasmnser coboit Bogopon, Ci-
Ce ankun, C,-C¢ neiirepoankun uiu C,-Cy pToOpankui. B HEKOTOPBIX BApHAHTAX OCYIIECTBICHUS
R* mpencrasnsier coboit Bonopon, Ci-Cy ankun umu C-Cg neiirepoankuin. B npyrux BapuanTax
ocymectsienus, R* npencrasisier coboit Bogopon, Ci-Cy anxun, C;-Cy4 neiirepoankun umm C-Cy
¢ropankun. B HEKOTOpPBIX BapraHTax ocyiuecTBieHust R* mpencrasisier coboit Bomopon, C-Cy
ankun i C-C,4 neiitepoankui. B HEKOTOpBIX BapuaHTax OCyIIEeCTBiIeHHs R* mpemcrasnsier
coboii Bonopon, C,-C, amkun wiu C,-C, nelitepoankmi. B HEKOTOPBIX BapHaHTAX OCY IIECTBIICHUS
R* mpencrasisier coboii Bomopon, -CHs, -CH,D, -CHD, unu -CD;. B HEKOTOPBIX BapHaHTax
ocyiectBieHuss R* mpencrasmsier coboit Bomopon. B HEKOTOPBIX BapHaHTax OCyuiecTBieHus: R*
npencrapisier coboii -CH;. B HekoTOpbIX BapuaHTax ocyiuecTieHuss R* npencrasiser coboii -
CDs.

[00142] B HEeKOTOpBHIX BapHUaHTaX OCYLIECTBICHUS COCOUHEHHE TMPENCTAaBIAET COOOH

coennaenne @opmyel (IXt-1):
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Dopmyna (IXf-1)

win ero ¢papMareBTHUECKH MTpHUeMIIeMas COJIb, TAyTOMEP HJIH COJIbBAT.

[00143] B HexkoTOpbIX BapHaHTax ocyuiecTBieHus coenuHeHne Popmyner (IXf-1) He
sBisieTcs  HU  O-(umkionponankapOokcamuno)-4-((2,5-numernn-4,5-nuruaponupasonol 1,5-
a]XMHOKCANNH-0-1I1)aMUHO )-N-MeTHINUPUAA3HH-3 -KapOOKCaAMHIOM.

[00144] B HekOTOpBIX BapuaHTax ocyuiecTBieHust R* nmpencrasser codoit Bogopon, C-
Ce anxun, C,-Cg4 netitepoankun mnu C,-Cq propankun. B HEKOTOPbIX BapuaHTaX OCYIIECTBJICHHUS
R* mpencrasnsier coboii Bogopon, C-Cy ankwn wm C,-C4 neiitepoankun. B npyrux BapuanTax
ocyectBienusi, R* npencrasnser coboit Bonopon, C,-C, ankun, C,-C, neirepoankun wim C1-Cy
¢ropankui. B HekoTOpbIx BapuaHTax ocyiectsieHus R* mpencrasisier coboit Bogopon, Ci-Cy
ankun win Ci-C4 neditepoankun. B HEKOTOpBIX BapuHaHTax OCyllecTBieHHss R* mpencrasnsier
coboti Bopopon, C1-C, amkun wiu C,-C, neiirepoankui. B HEKOTOPIX BapHaHTax OCYIIECTBJICHUS
R* mpencrasnsier coboii Bopopon, -CHs, -CH,D, -CHD, unu -CD;. B HEKOTOpBIX BapHaHTax
ocymectBieHus R* mpencrasnsier coboit Bomopon. B HEKOTOPBIX BapraHTax ocyuiecTBieHus: R*
npencrasisier coboii -CH;. B HekoTOpbIX BapuaHTax ocyiuecTieHuss R* npencrasmiser coboii -
CD;.

[00145] B HekoTOpBIX BapuaHTax ocymiecTBienuss R4 mpencrasiser coboit BOmopon,
3ameneHHblii uan HezamerneHHbld Ci-Cq ankwmn, C;-Cg nmedTepoankui, 3aMelIeHHBbIM WIH
He3amelneHHbIH C,-Cg anKkeHuI, 3aMeleHHbIN nin He3aMeleHHbIN C,-Cy aJIKUHUIL, 3aMeIe HHbIHA
unu HezamerneHHbI C-Cqg reTepoaku, 3aMeeHHbIN U He3aMEeIeHHbI MOHOIMKINYECKUN
KapOOLMKJI, 3aMEIEeHHbIN WIN He3aMeIleHHbIH OMLMKINYECKUH KapOOLMKII, 3aMeIeHHbIN WIN
HE3aMCILECHHBbIIT MOHOLMKJIMYECKUN TIeTePOLMKI WM 3aMELICHHbIH WM He3aMEeIlEeHHbIN
OMIMKIINYIECKUI reTepoLuK. B HEKOTOPBIX BapHaHTax ocyuecTieHust R1* nmpencrasnser coboit
3amerneHHbiil unn HesamemneHHbld Ci-Cg ankmn, Ci-Cg nedTepoankui, 3aMENIeHHBbIN WIH
He3amelneHHbINH C,-Cg anKkeHuI, 3aMeleHHbIN nin He3aMelleHHbIN C,-Cy aIKUHUI, 3aMeIlle HHbIH
unu HezamerneHHbI C-Cy reTepoaku, 3aMeIeHHbIN U He3aMEeIeHHbIN MOHOIMKINYECKUN
KapOOLMKII, 3aMEIIEHHbIN WIN He3aMeIleHHbIH OMIMKINYECKU KapOOLMKII, 3aMeIeHHbIN WITN
HE3aMEILECHHBbIIT MOHOLMKJIMYECKUN TIeTePOLMKI WIM 3aMELICHHbIH WM He3aMEeLEeHHbIN
OMIIMKJINIECKUI reTepoLuKI. B HEKOTOPBIX BapHaHTax ocyiuecTieHust R1* nmpencrasnser coboit
3amenneHHblil uan HesamemmeHHbld Ci-Cg ankmn, C;-Cg nedTepoankui, 3aMEUIeHHBbIN WIH
HezamerneHHbI C1-Cq reTepoankui, 3aMereHHbld uin HezamereHHbI C3-Cg HUKIIOATKUI WIN

3aMEILEHHBIN WIN HE3aMELIEHHbIN 4-0-UJIEHHbIN MeTePOLUKIOATKIIL.
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[00146] B HekoTOpBIX BapuaHTax ocymiecTBieHuss R4 mpencrasiser coboit BOIOpOX,
3aMelneHHbld mwin He3ameleHHbll C-Cg ankun, 3aMelneHHbIH Wi He3ameleHHBIH C,-Cg
aJIKEHWI, 3aMeIleHHbII Wi He3amelneHHbIH C,-Cy aJIKMHWII, 3aMEeIeHHBIN HIH He3aMellleHHbIH
C1-C¢ rerepoankui, 3aMEINEHHBIM WM HE3aMEIICHHBI MOHOIMKINYECKHA KapOOIHKIL,
3aMELICHHbI WJIM  HE3aMEIUEeHHBbIH OWIMKINYECKHH  KapOOLMKJ, 3aMEINeHHBIH WM
HE3aMEIECHHBbII MOHOLMKJIMYECKUN TIeTePOLMKI WIM 3aMELICHHbIH WM He3aMEeLICHHbIN
OMIIMKJINYIECKUI reTepoLuK. B HEKOTOPBIX BapHaHTax ocynecTieHus: R4 nmpencrasnser coboit
3aMelneHHbl mwin He3amelneHHblil C;-Cg ankui, 3aMelneHHbIM Wi He3ameleHHbIH C,-Cg
aJIKeHWI, 3aMeIleHHbIN WiIH He3ameleHHbIH C,-Cy alKMHWII, 3aMEIeHHBIN HIH He3aMellleHHbIH
C-C¢ rerepoankui, 3aMEINEHHBI WM HE3aMEIIeHHbI MOHOIMKINYECKHA KapOOLHKIL,
3aMELIEHHbI WM  He3aMEIUEeHHBbIH  OWIMKINYeCKHH  KapOOLMKJ, 3aMEINeHHBIH WM
HE3aMEILECHHBbII MOHOLMKJIMYECKUN TIeTepOLMKI WIM 3aMELICHHbIA WM He3aMeLlEeHHbIN
OMIIMKJINYECKUI reTepoLnK. B HEKOTOPBIX BapHaHTax ocyIinecTieHus: R4 nmpencrasnser coboit
3aMeleHHbId unn He3amenleHHbIM C;-Cg ankwn, 3aMelneHHbIM wiM HezaMeleHHb Ci-Cg
reTepoaIKnI, 3aMeIleHHbI uiu He3amelneHHbI C;3-Cg HUKIIOANKWI WM 3aMEIleHHbI HITu

HEe3aMeIIeHHbIN 4-0-4JIeHHbIN IeTePOLUKIOATKUIL.
[00147] B HekoTOpBIX BapHaHTax ocyiecTBieHust R1* mpencrasmsier coboit 3aMeieHHBII

wm HezamerneHHbIl C-Cq ankmn, C;-Cq neiirepoankui, 3aMelieHHbIH WId He3aMeleHHbI Cs-
Ce IMKIIOANKWIT WIN 3aMEIIeHHbIN WM He3aMEeIEHHBbIH 4-O-4JIeHHbIN IeTepOLMKIIOANKIIL, T
3aMELIEHHBbIN alKWJ, 3aMELIEHHbIN MeTepOAIKWI, 3aMEIIeHHbIN LUKIOAIKWI WK 3aMELIEeHHBIH
reTepOLMKIJIOAIKIT 3aMEeLeH OJHON MM HeCKONbKUMU RS rpynnamu. B HEKOTOpBIX BapuaHTax
ocymectsienus R4 mpencrasnsier coboii 3amerneHHbiii uan HesamemeHHbld Ci-Cq ajkui,
3aMeIleHHbIH M He3aMellleHHbIH C3-Cg UKIOAJIKIII WA 3aMEIEHHbBIN WIH HE3aMeIleHHbIH 4-
O6-4JICHHBIM TETePOLMKIOANKII, TJ€ 3aMELIEHHbIH aJKWI, 3aMELIEHHbIH TeTepOaJIKUJI,
3aMEIIEHHBbIN [HUKJIOAJKWI WIM 3aMELIEHHBbIM TIeTepPOLMKIOATKUII 3aMEIIeH OJHOW WIH
HECKOJIbKUMH RS rpynmamu. B HEKOTOpBIX BapuaHTax ocyinectBieHus: R npencrasiser coboit
3amenneHHblii unn HesamerneHHbld Ci-Cq ankwmn, C;-Cg nedTepoankui, 3aMENIeHHBbIN WIH
HezameneHHbI C3-Cg LUKIOANKWI WIM 3aMELIEHHBbI WM He3aMEIeHHbIH 4-0-4JIeHHbIH
TeTEPOLUKIIOATKIJ, TH€ 3aMEIICHHBbIA AaJKWJ, 3aMELIEHHbIN TeTePOANIKIII, 3aMEIICHHBIN
LUKJIOAJKUJ WM 3aMEILIEHHBbIN Te€TePOLUKIOANKIII 3aMEIIEH ONHOW WM HECKOJbKHUMH RS
rpynIamMy, HE3aBHCUMO BBIOPAHHBIMH W3 TPYIIBI, cocTosmeil u3 neirepwmii, ramoreH, C;-Cg
ankui, -CN, -OR!™® i1 -N(R!®),. B HekoTOpBIX BapuaHTax ocyluectsieHus R npencrasiusier coboi
3aMeleHHbld mwin He3ameleHHblii Ci-Cg ankun, 3amMelneHHbIM wid He3ameleHHbIH Cs3-Cg
LUKJIOAJIKU WM 3aMELICHHbIH WJIM HE3aMELIeHHbIH 4-0-ujleHHbI TeTePOLMKIOANKUI, TAe
3aMEIIEHHBIN aJKWI, 3aMELIEHHbINA MeTepOaIKWI, 3aMELIEHHbIN HUKIOAJKU WM 3aMEIIeHHbII
reTepPOLMKIIOANKIIT 3aMEIEeH OJTHOM MITH HECKOJIbKUMHE RS rpynmaMu, He3aBUCUMO BBIOPAHHBIMU

W3 IPYIIIbL, COCTOsIEH U3 neiitepuii, rajores, C-Cg anmkui, -CN, -OR!® u -N(R!%),. B HekoTOpbIX
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BapuaHTax ocyinectsienus R4 npencrasnsier coboii 3amemennslii min HesamerneHHbii Cq-Cg
alIKWjI, 3aMelleHHbI wiIn He3aMmelleHHbIH C;3-C; LHMKIOAJKMJI HIHM 3aMEIIEHHBIN HIIH
HEe3aMeIeHHbIH 4-YJICHHBIH TeTePOLMKIIOANKIII, rae the 3amemeHHBbI aNkwi, 3aMelIeHHBIN
reTepoasKul, 3aMELICHHBbIA HUKJIOAJKWI WIN 3aMELIEHHBIM FeTePOLUKIIOAIKUI 3aMELIeH ONHON
WA HECKOJIbKMMH RS rpyrnmamu, He3aBUCHMO BBIOPAHHBIMH U3 TPYIIIBL, COCTOSALIEH U3 NeHTepHid,
ranores, -CN, -NH,, -OH, -NH(CH3;), -N(CHs),, -CHj3;, -CH,CHj3;, -CHF,, -CF;, -OCH;, -OCHF,

u -OCF;. B HekoTOpBIX BapraHTax ocyiuectBienus: R4 npencrasisier coboit metui, -CDs, T,

/\g /\%
U30MPONIIL, T-OyTHII, LUKJIOMPOIHI, [TUKIOOYTHJ, a3€THIUHWI, OKCETaHWII, ,

! / OH /\@

vl N

o
|
,«’!\/N\) , /\/N\ , ff\/CF3 . B HeKOTOpBIX BapuWaHTax oOCyllecTBieHHs R

NpeACTaBIsieT COOOM METHII, -CD3, STUJI, M3OMPONII, T-OyTHJI, LUKJIOMPOMHJI, LUKJIOOYTHII,

a3eTUIUHII, OKCETaAHII, ; ; /\V/ AV/ ;;
W F
v , v , WITH NGB HEKOTOPBIX BapHaHTaX OCyInecTBieHus: R4

npeacTaBisieT COOON METHII, STUJI, U3OTPOITUJI, T-OyTHII, HUKJIOMPOIHII, a3€THIUHUI, OKCETaHWII,

R 150051 N<

[00148] B HEKOTOPBIX BapHaHTaX OCYINECTBJIEHUSI eciu R’ mpencraBisieT coOOi -
C(=O)NRMR!, R u R!> B3siTble BMecCTE€ C MPOMEKYTOUHBIMH aTOMaMH, K KOTOPBIM OHHU
MPUCOEAMHEHBI, 00Pa3yIOT 3aMEeUIeHHbIN WM He3aMEIIeHHBIH 4-0-4YJIeHHbI MOHOLIMKJIMYECKUH
reTeponuki. B HEKOTOphIX BapuaHTax ocymectBienuss R4 u RS B3sTbie BmecTe ¢
MPOMEKYTOUHBIMA aTOMaMH, K KOTOPBIM OHH TPHCOENHWHEHBI, 00pa3yOT 3aMEIIEeHHBIA WIN
HE3aMEILEeHHBIN 4-6-4JICHHBIII MOHOLMKJINYECKUA IeTePOLUKIOAIKHUII.

[00149] B HekoTOpBIX BapuaHTax ocyuiectienust B! mpencrasnsier coboit CR1?%; u B2
npencrasnsiet coboit CR1?Y; unu B! npencrasnsier coboii N; u B2 npencrasnsier coboit CR!?Y; unu
B! mpencrassier coboii CR1%2; u B? npencrasisier coboit N; wiu B! npexncrasnsier coboit N; u B2
npencrapisieT codoit N. B HekoTopbix BapuaHTax ocyiuectBienust B! npencrasiser coboii CR1%%;
u B? mpencrasnsier coboii CR!?°. B HeKOTOpbIX BapvaHTax OCyllecTBIeHus B! mpencrasnsier
coboit N; u B? npencrasisier coboit CR!?®. B HekOTOpbIX BapuaHTax OCYyIIECTBeHHsT B!
npencrasisier coboit CR'?%; u B? mnpencrasuser coboit N. B HeKOTOphIX BapuaHTax
ocymectienust B! mpencrasisier coboii N; u B? npencrasinsier coboii N.

[00150] B HekoTOpBIX BapuaHTax ocyuiectBienust B! mpencrasisier coboit CR1?%; u B2
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npencrasnsier coboit CR'%Y; umu B! npencrasnser coboii N; u B? npencrasmsier coboii CR1%Y.

[00151] B HekoTOpbIX BapuaHTax ocymiecTBieHuss R1%2 u R?Y xaxpiii HE3aBUCUMO
npeacTasisier coOOH BOAOPOA, TajoreH, 3amemneHHbI win He3amemeHHbIH Ci-Cq amkun,
3aMeleHHbId uan HesamelneHHbI C,-Cg aJIkeHW1, 3aMeIlleHHbIM Hin He3aMelleHHbIH C,-Cg
aNKUHWI, 3aMeleHHblii win  HesamemeHHbld C-Cq  QTopankwi, 3aMemeHHbId —WiIu
HezamelneHHbld  C-Cq TeTepoankwi, 3aMelIeHHbI WM He3aMEeUIeHHBbIH  KapOOLHKIL,
3aMeIeHHbI Wik He3amerneHHbli rerepouuki, -CN, -OH, -OR!7, -C(=O)R!®, -CO,R!, -
C(=O)N(R'®),, -N(R®),, -NR6C(=0)R!7, -SR!¢, -S(=0)R!7, -SO,R'” ryur -SO,N(R©),.

[00152] B HekoTOpbIX BapuaHTax ocymiecTBieHuss R!%2 u RI?P xaxpiii HE3aBUCUMO
npencrasisier codoi Bomopon, rajored, C,-Cq ankun, C-Cg dropankun, -CN, -OH, -ORY, -
CO,R®, -C(=O)N(R'®),, -N(R!),, -SO,RY wmmu -SO,N(R!®),. B HeKOTOpPBIX BapHaHTaxX
ocyectsiaenus R122 g R12° xaxabiii He3aBUCUMO TIpencTaBisieT coboi Bopopox, ranoreH, C-Cg
ankui, C-Cg dropankmn, -CN, -OH, -OR', -C(=0)N(R!),, -N(R!®), umu -SO,N(R'®),. B
HEKOTOPBIX BapHaHTax ocyuectBieHus: R1?2 u R12Y xaskapiii HE3aBHCHMO MPENCTABIISIET COOOM
sozopox, ranoren, C;-Cg anxun, C-Cy propankui, -CN, -OH, -OR!7 umu -N(R'°),. B HekoTOpBIX
BapuaHTax ocyuectsieHuss R1%2 u R1? kaxnupiii He3aBUCHMO mpexncTaBisieT co0oil BOXOpPOX,
rajiored, C;-C; ankun, Ci-C; ¢ropankun, -CN, -OH, -ORY wumu -N(R!©),. B HekoTopbIx
BapuaHTax ocyuectsieHuss R1%2 u R1? kaxpiii He3aBUCHMO mpexncTaBisieT co0oil BOXOpPOX,
ranoreH, C;-C, ankuin, C-C4 ¢propankui mwin -CN. B HEKOTOpBIX BapraHTax OCyiecTBieHus R12
1 R1?Y kaxnplii HE3aBUCUMO TIPEACTaBIsieT coOoM Bomopox, rajored unk -CN. B HEKOTOPBIX
BapHMaHTax ocyuiecTsieHust R122 u R1?Y kaxbiil HE3aBUCHMO TIPEACTABISIET COOON BOLOPOI WU
rajoreH. B HEKOTOPBIX BapuaHTax ocymecTsieHus R22 u R!?Y kaxnapiii He3aBUCHMO
npencrasisier coboi Bonopox, GTop wiu xyop. B HEKOTOPBIX BapHaHTax OCyliecTBieHus R122 u
R12Y kaxnplii HE3aBMCUMO IPENCTABISIET cOOOM BOmOpon miu GTop. B HEKOTOPBIX BapUaHTax
ocymmectsiaenus R1%2 u R1?Y xaxpiii npencrasnsier coGoi BOIOPOL.

[00153] B HekoTopbIx BapuaHTax ocyuiecTieHuss B! u B? kaxublii He3aBUCHMO
npencrasisier coboit CH, CF umu N. B HekoTOpbIX BapuaHnTax ocyuectienus: B! u B? kaubiii
He3aBucHMO npeactasisier coboit CH mmm N.

[00154] B HekoTOpBIX BapuaHTax ocyiectienus B! nmpexcrasiser coboit CH wmu CF; u
B? npencrasnsier coboit CH wnu CF; unu B! npencrasnsier coboit N; u B2 npencrapnsier coboit
CH wnu CF; wnu B! npencrasnsier coboii CH wnmu CF; u B? npencrasusier coboii N; wnu Bl
npencrasisier coboit N; u B? npexncrasisier coboit N. B HEKOTOpBIX BapUaHTax OCYIIECTBIIECHHUS
B! mpencrasnsier coboit CH; u B? npexncrasnsier coboit CH; wnu B! npencrassier coboii N; u B2
npencrasnsier coboit CH; unu B! npexncrasnsier coboit CH; u B? npexncrasnsier coboii N; wnu Bl
npencrasisier codoii N; u B? npexncrasisier coboii N.

[00155] B HekoTOphIX BapwaHTax ocyiiectBieHuss R?* u R1?2 B3sThie BMecTe ¢
MPOMEKYTOUHBIMA aTOMAaMH, K KOTOPBIM OHH TPHCOEIHWHEHBI, 00pa3yIOT 3aMEIIeHHBINA HIN
He3aMELIEeHHbIH 5- WK 6-uJIeHHBIN TeTePOLMKI. B HEKOTOPBIX BapuaHTax OCylIecTBiIeHust R u

R122 B3siTHIE BMECTE C MPOMEKYTOYHBIMH aTOMaMH, K KOTOPbIM OHH TPHUCOEANHEHBI, 00pa3yroT

3aMELIECHHBbI WM HE3aMELIEHHBbIM S-4UjIeHHBbI TreTepouuKs]. B HEKOTOpBIX BapuaHTax
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ocymiectBieHuss R? u R!?2 B3sTbie BMeCTe ¢ MPOMEXYTOUHBIMU aTOMAaMH, K KOTOPBIM OHH

NPUCOCANHEHDI, O6p213y}0T 3aMCIICHHOEC WK HE3aAMCIUICHHOC MUPA30JIMAMHOHOBOE KOJIBLO. B

R4
4 3 \
R\N,R R12a N-NH
L) "
5 S
HEKOTOPBIX BapUaHTax OCYIIECTBICHUS NpeACTaBisieT co0oit .
R4
4 p3 N—
Ri\-RRiza N-NH
N ° [N
0] | jly -
2/
B HexOoTOpbIX BapUaHTaxX OCYLLECTBICHUS B NpeACTaBIsieT COOOM R12
R4
4 3 \
R‘N’R R12a N—NH
O
0] ’ ~N | ~N
2’Jy Z
. B HEKOTOpBIX BapHaHTaX OCYIIECTBICHHUS B npeAcTaBisieT coOoit

[00156] B HekOTOpBIX BapuUaHTaX OCYLIECTBICHUS COCIUHEHHE TMPENCTAaBIAeT COOOH

coenurenne @opmys (XII):
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dopmyna (XII)

Wi ero (papManeBTHYECKH MPHEMIIEMAsi COJIb, TAyTOMEp MM conbBar, rae Al u A?
KaKIbIA He3aBUCUMMO mpernctaBisier coboii N mmm C; u A3, A* u A3 kaxnplii HE3aBUCHMO
npencrasisier coboit N, NR® umu CR®; rue nBa cocenHux aTtoma KoblLia, BhIOpaHHble 13 Al A2,
A3, A* u A’ npencrassitor coboit N uau NR®; u octaBuiecst aToMbl pencTaBisitor coboit C uim
CR®.

[00157] B HekoTopbix BapuaHTax ocyunecteieHusi Al mpencrasnsier coboit C; A?
npencrasusier coboit C; A’ mpencrasnsier coboit N; A* mpencrasnser coboii NR®;, u A3
npexacrasisietT codoi CH.

[00158] B HekOTOpBIX BapuaHTax ocyinecTsieHus R* npexcrasiser coboit Bogopon, Ci-
Ce ankun, C;-Cg netirepoankun uiu C;-Cq pTOpankui. B HEKOTOPBIX BApHAHTAX OCYIIECTBIICHUS

R* mpencrasnsier coboit Bomopon, C1-Cs ankun umu C1-Cg neiirepoankui. B apyrux BapuanTtax
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ocymectsienust, R* npencrasisier coboit Bopopon, Ci-C4 anxun, C;-Cy4 netirepoankun wim C-C,
¢ropankun. B HeKOTOpBIX BapuaHTax ocyiuecTBieHus R* mpencrasisier coboit Bogopon, C-Cy
ankunn wnn C-C, nmeiitepoankui. B HEKOTOpPBIX BapuaHTax OCyIIeCTBIeHHs R* mpemcrasnsier
coboii Bonopon, C,-C, amkun wiu C-C, nelitepoankmit. B HEKOTOPBIX BapHaHTaX OCY IIECTBIICHUS
R* mpencrasisier coboii Bomopon, -CHs, -CH,D, -CHD, unu -CD;. B HEKOTOPBIX BapHaHTax
ocymectBieHus R* mpencrasmsier coboit Bomopon. B HEKOTOpBIX BapHaHTax OocyuiecTBieHust R*
npencrasisier codoii -CH;. B HekoTOpbIX BapuaHTax ocyiuecTBieHuss R* npencrasiser coboii -
CDs.

[00159] B HekoTOphIX BapuaHTax ocyuiectBieHus R? mpexncrasisier coboit Kosbuo B,
KOTOPOE MPEACTABIISIET COOON HEe3aMELEHHBIA MJIN 3aMEIEeHHBIH TeTePOLUKIT WIH 3aMEeILIeHHBIN
WIN He3aMelleHHbl kapOouuki, rae eciu Kompio B 3amemeno, To Konbuo B 3amemeno q
cnydasimu R13. B HexoTophix BapuaHTax ocyiuectBieHusi R? mpencrasisier coboii Konbio B,
KOTOPOE MPEACTABIIsIeT COOOM He3aMeIeHHBIM WITH 3aMEIIeHHbIH MOHOLUKINYECKUN O-UJICHHBIN
rerepoapui, rae ecnu Kombuo B 3amemieno, To Kombio B 3amemneno q cnywasmu RPP. B
HEKOTOPBIX BapHaHTax ocyiecTBieHns R? mpexncrasmsier coboit Komemo B, koropoe
npencTaBisier coOOH He3aMeLIeHHBI WIM 3aMELICHHBbIH NMUPUAMHWI MM 3aMEINeHHbIH I
He3aMelUleHHbI mupumuanHui, rae ecnu Kombuo B 3amemeno, To Konsuo B 3amemeno q
ciyuasimi R,

[00160] B HekoTOpbIx BapraHTax ocyiectsieHus R? mpexcrassier coboii -C(=0)R, -
C(=O)NRMRY ugu -C(=0)OR'. B HeKOTOpBHIX BapHaHTaX OCyIUECTBJeHHs R? mpencrasisier
coboii -C(=0)R™.

[00161] B HEKOTOPBIX BapHAaHTaX OCYIECTBIEHNUS Kaskabli R1® He3aBHCHMO npencrasisier
coboii Bomopoxd, 3amelneHHbli win He3amemleHHbt C;-Cg ankwi, 3aMeleHHbId WU
HeszamereHubli C1-Cg dropankun, 3amerneHHbli win HedamerneHHb C-Cg reTepoankun,
3aMeIleHHbIH Wi HezaMellleHHbIH C;-C,; LUKIOAIKUII WIM 3aMEIeHHbI WA He3aMeLleHHbIH
MOHOLMKJINYECKUH 3-8-UJI€HHBINM reTepOoLMKIOanKuT, win a8a R1® Ha ogHOM 1 ToM e atome N
B3siThIE BMeCTe ¢ aToMOM N, K KOTOPOMY OHH MPUCOEIUHEHBI, 00Pa3yIOT 3aMeINeHHBIH WU
He3aMmelleHHbl N-coaepskaluil reTepOLUKIOANIKUI. B HEKOTOPBIX BapuaHTax OCYLIECTBJIEHUS
kaxaeiii R16 HesaBucumo npencrassier coboit Bogopon, Ci-Cg ankun, C-Cg dropankumn, C-Cg
rerepoaikui, C;-C,; UMKIOATKIII UITH MOHOIUKIINIECKUN 3-8-UJI€HHBIA reTePOLMKIIOATKILI; HIIN
nBa R1® Ha oHOM 1 TOM ke aToMe N B3sITbi€ BMECTE C aTOMOM N, K KOTOPOMY OHH TIPHCOETUHEHBI,
00pa3yroT 4-0-4yieHHbIi N-COnep KAl reTepOIHKIOATKIL.

[00162] B HEKOTOPBIX BApHAHTAX OCYIECTBIICHNUS Kakblii R17 He3aBUCUMO TpencTaBiisier
coboii 3amerenHbii uiu HesamelneHHbIH C-Cg anku, 3aMeleHHbIi win HezaMeleHHbI C1-Cg
dbropankui, 3amerneHHbd win He3amemneHHbn C-Cg reTepoankwi, 3aMelIeHHBIH WU
He3zaMeleHHbIH C3-Cy IMKIIOaIKMII MK 3aMELIEHHbIN MIIH HE3aMeIEHHbIHM MOHOLIMKIINYECKHH 3 -
8-uJIeHHBI TeTEPOLMKIOANKII. B HEKOTOPBIX BapHUaHTaX OCYLIECTBIEHUS Kaxabiii R!7
He3aBrcuMo mipencrapisieT coboit C-Cq ankun, C-Cq dropankmn, C,-Cq rerepoankui, C;-C;
LIUKJIOAJIKUJ WM MOHOLMKJINYECKUN 3-8-UJICHHBIN IeTePOLUKIOAIKHUIL.

[00163] B HEeKOTOpBIX BapuUaHTaX OCYLIECTBICHUS COCOUHEHHE TMPENCTAaBIAET COOOH
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coenunenue @opmy bl (XV):

Dopmyna (XV)

win ero ¢papMareBTHUECKH MpUeMIIeMas COJIb, TAy TOMEP N COJIbBAT, TAE:

kaxabii R® HesaBucumo mpencraBisier coOOW BOZOPOX, TajiOreH, 3aMELICHHbBIH HITH
HezamemieHHbll C-Cq  ankwii, 3amenieHHbIM wian  HezamelneHHbll C-Cg  nmedTepoaliku,
3aMelleHHbI win He3aMelleHHbI C,-Cq ankeHus, 3aMelleHHbl unu HesameleHHbIn C,-Cg
aNKUHWJI, 3aMelneHHbli wian  HesamemneHHbld C1-Cg  dropankun, 3amMelnieHHbIH WIH
HesameieHHblli C-Cq  reTepoajkui, 3aMEIleHHbIH WIM HE3aMEUIeHHbIH  KapOOIHKII,
3aMelleHHbI WM He3amemeHHslii rerepormki, -CN, -OH, -OR!Y, -C(=O)R!'¢, -CO,R!, -
C(=O)N(R'®),, -N(R),, -NR®C(=0)R', -SR!6 -S(=0)R!7, -SO,R'7 wyu -SO,N(R'®),; rne ecnu
R® mpucoenuHeH k aromy asora, To R® mpencrasisier coboii BOmOpOX, 3aMeINEHHbBIH WM
HezameleHHbIH C-Cg ankui, 3amemnieHHbli win He3ameweHHb C-Cq nmedTepoanku,
3ameleHHbId unn HesameleHHbl C,-Cg alikeHw1, 3aMelleHHbI win HezaMelneHHbI C,-Cg
aNKUHWI, 3aMmelneHHblii win  HesamemeHHbld C-Cq  QTOpankui, 3aMemeHHbId WU
HezamereHHbli  C-Cq  TeTepoajkuil, 3aMelleHHbIH WM He3aMEUIeHHbIH  KapOOLMKIL,
3aMelleHHbIN WK HesamelneHHbIi rerepouukt, -C(=0)R1, -CO,R6, -C(=O)N(R!'®),, -S(=0)R"’,
-SO,RY umn -SO,N(R19),;

Z npencrasiser coboii -NR10-, -O-, -S- -S(=0)- wmu -SO,-;

R!% nmpencrasnser coboii Bogopon, Ci-Cg ankun, C,-Cy neiirepoankui, C;-Cg propankun,
C5-Cg UMKITOATKHIT UM MOHOLUKJIMYECKUH T€TEPOLINKIT,

X1, X? u X3 kaxnplit He3aBucuMO nipeacrasisiet coboit CRM! wmm N;

kaxaeii R11 He3aBHCHMMO mpexncTaBisieT cOOOM BOMOPOJ, TajloreH, 3aMEINEHHBIM MM
He3amelneHHbId Ci-Cg ankui, 3amMelneHHbd uin He3aMmelleHHbI C,-Cy aNKkeHus, 3aMeleHHbIH
win He3amerneHHblii C,-Cq ankuHmi, 3amerneHHbld win He3amemneHHblil C-Cg ¢Topankun,
3aMelleHHblil i He3amelneHHbl Ci-Cg reTepoankuii, 3aMelleHHbIH WIW He3aMELICHHBIH
KapOOILMKII, 3aMENIEHHbIA WM He3aMerneHHbiii rereporuki, -CN, -OH, -OR', -C(=0)R!, -
CO,R® -C(=0)N(R),, -N(R),, -NR®C(=0)R', -SR16, -S(=0)R'7, -SO,R'7 unt -SO,N(R6),;

B! npencrasiusier coboit N uimm CR122;

B? npencrasisier coboit N unu CR12;

R122 g R1? kascnplil HE3ABUCHMO TPENCTABISET COOOM BOMOPO, TajOreH, 3aMelIEHHbIN
win He3zamemeHHbId C;-Cg ankuji, 3amMelneHHbIM wian He3amelleHHbIH C,-Cg alKkeHm,

3aMelleHHbId uin He3aMenleHHbI C,-Cg aNkuHuj, 3aMelleHHbIA uiau HezaMelleHHbI Ci-Cg
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¢dbropankui, 3amMerieHHbd win He3amemneHHbn C-Cgq reTepoankwi, 3aMelIeHHBIH WU
He3aMeIEHHbIN KapOOLUKII, 3aMEIEHHbIN WK He3aMelneHHbIi rerepouuki, -CN, -OH, -OR7, -
C(=0)R'S, -CO,R!6, -C(=0)N(R16),, -N(R16),, -NR!®C(=0)RY, -SR!¢, -S(=0)R", -SO,R' myu -
SO,N(R€),;

R? npexncrasnsier coboii Konbiio B, koTopoe mpencrasisieT coboi He3aMeIeHHbINA HITH
3aMELIEHHbIN reTepOLUKII WIN 3aMELeHHbIN MM He3aMeleHHbIN kapOouuky, rae ecnu Konbio
B 3amemeno, To Konbio B 3amermeno q ciaydasmu R1;

kaxapii  R1P HesaBucuMMO mpencraBisier  CO0O#  rajioreH, 3aMELICHHBIH W
He3amelneHHbIH C1-Cg ankui, 3amMelneHHbId min He3aMmelleHHbI C,-Cy ankeHus, 3aMeleHHbIH
wm He3amemeHHbli C,-Cq ankuami, 3amernieHHbld win He3amemmeHHbll C-Cg ¢Topanku,
3aMeleHHbIl uin He3amelneHHbl C-Cg reTepoankui, 3aMelleHHbIH WM He3aMeLIeHHBIHN
KapOOILMKII, 3aMelIeH bl Wi He3amerneHHblii rerepormki, -CN, -OH, -ORY, -C(=O)R!S, -
CO,R® -C(=0)N(R),, -N(R),, -NRSC(=0)R', -SR!6, -S(=0)R'7, -SO,R'7 umut -SO,N(R!6),;

v aBe R rpynmbl Ha cocennux aromax Kosibia B, B3siThie BMECTE C TIPOMEKY TOUHBIME
aTOMaMH, K KOTOPbIM OHH MPUCOEAMHEHBI, 00Pa3yIOT 3aMELIEHHbII WM He3aMeIeHHbIN S5- Win
O-4JIEHHBIT MOHOLIMKJIMYECKUI KapOOLUKI WM 3aMELICHHbIH WM He3aMeIleHHbIH 5- wiu 6-
YJIEHHBIM MOHOLIMKJINYECKUN MeTePOLIUKIL,

win R? npexcrasisier co6oii -C(=0)R!M™, -C(=O)NR MR umm -C(=0)OR'%;

R mpencrasnsier coboit Bogopon, 3amerneHHbIi wn HesametneHHblid Ci-Cgq ankui, C-Cg
HNeNTepoaskui, 3aMelleHHbl win He3ameweHHbl C,-Cg ankeHWw1, 3aMelleHHbIH Win
HesamerneHHbld C,-Cgq ankuHui, 3aMerneHHbld wuinu  He3amelleHHbli C-Cg reTepoankm,
3aMEINEeHHbI WM HEe3aMENIEeHHbI MOHOLMKINYECKUH KapOOLMKJ, 3aMeINeHHbId WIu
HE3aMeIleHHbIH  OWLMKINYeCKUH  KapOOLMKI,  3aMELIeHHBbIH  WIM  He3aMeIeHHBIN
MOHOLIMKJIMYECKHI TeTEPOLMKI WM 3aMEUICHHBIH WM He3aMEIleHHbI OWLIMKINYeCKUi
reTePOLIUKIT,

R mpencrasnsier coboii Bogopon, Ci-Cy ankun unu C-Cg hTOpanku,

R* npexncrasnsier coboit Bomopon, Ci-Cg ankui, Ci-Cy neiitepoankun, C,-Cg propankun,
C5-Cg UMKITOATKHIT UM MOHOLUKJIMYECKUHI T€TEPOLINKIT,

kaxaeii R® u R7 He3aBucumo npencrasiseT coboil Bomopon, aeiitepuii, ranoreH, Ci-Cg
ankwi, Ci-Cg neditepoankun, C-Cq dropamkun, C;-Cg HUKIOATKMT MM MOHOLIMKJIMYECKUH
rerepouuki, -CN, -OH, -OR"7, -C(=0)R!6, -CO,R!®, -C(=0)N(R),, -N(R6),, -NRC(=0O)R!’, -
SR'6, -S(=0)RY7, -SO,R unu -SO,N(R19),;

win ongud R u ogub R7 mpucoenvHEHHbBIE K OMHOMY U TOMY K€ aTOMY YIJIEPOJA, B3SThIE
BMECTE C aTOMOM YTJIepona, K KOTOpOoMy OHHU mpucoeauHenbl, odopasyrr C=0 wmu C;3-C,
IIUKJIOAJIKHIT,

kaxapii  RI1®  HesaBucumo mpencraBiser coOOi  BONOPON, 3aMEINEHHBIA  WITH
HesamereHHbIN C1-Cq amku, 3aMenieHHbii nin HezamerneHHbid Ci-Cq Gropankun, 3aMeneHHbIi
unn HezamelneHHb Ci-Cg reTepoatku, 3aMeIleHHbld Wi He3ameeHHbIN C3-C; mUKIoanKm,
3aMEIIEHHBI WJIW HE3aMELIECHHbI MOHOLUMKINYECKUI 3-8-UjIeHHbI TeTePOLMKIIOATKNIL,

3aMEIIeHHbI WM  He3aMelIEeHHbIM (EeHWT WIM 3aMEIIeHHbI WM  He3aMeIleHHBIN
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MOHOLUKJINYECKUI TeTEPOAPUIT,

win 18a R Ha ogHOM 1 TOM ke aTome N B3siTbie BMECTe ¢ aTOMOM N, K KOTOPOMY OHH
MPUCOEANHEHBI, 00Pa3yIOT 3aMEIIeHHBIN I He3aMeIIeHHbIH N-coepKalnuii TeTepoLUKIT; U

kaxaeii RY7 HesaBuCHMO mpezcTaBisieT coO0it 3amerneHHbiii win HezamemeHHbli Ci-Cg
aNKWI, 3aMelneHHbId i HesamelneHHbl C-Cg (pTopankui, 3aMeIeHHbI WIN He3aMeIeHHbIN
C,-Cs rerepoankui, 3aMelIeHHbIN Win He3aMeleHHbI C3-C; HUKIOANKII, 3aMEIEHHbIN WIN
HE3aMEIIECHHbI MOHOLMKJINYECKUN 3-8-4JICHHbIH TEeTEePOLUKIOATIKWI, 3aMEIICHHbIH WIN
He3aMeIIeHHbIN (PEHIIT WIH 3aMEIeHHbIA WIH He3aMeIeHHbI MOHOLUKINYECKHII reTepOapu,

1€ KaKIbIi 3aMeIIeHHbBIN aJIKWJI, 3aMEeIeHHbIN (HTOPAIKIII, 3aMEIIeHHbBIN JeHTepOaTKHILII,
3aMEIEeHHBIN aJIKOKCH, 3aMEIeHHbIN (PTOPATKOKCH, 3aMEINEeHHBIH T'eTePOATTKHI, 3aMeIEeHHBIN
KapOOLIMKJI M 3aMEIIEeHHbIH TIeTepOLUKI 3aMelleH OJHOW WM HECKONbKHMMU RS rpymmamy,
HE3aBUCHMO BBIOPaHHBIMM M3 TPYIIBIL, cocrosimeil u3 aeirepus, ranoreHa, C;-Cq ankuna,
MOHOLIMKJINYECKOrO KapOormkia, MoHoukinueckoro rerepormkia, -CN, -CH,CN, -OR!8, -
CH,OR®8, -CO,R™® -CH,CO,R"8, -C(=0)N(R),, -CH,C(=O)N(R'®),, -N(R'®),, -CH,N(R'®),, -
NRBC(=0)R!8, -CH,NR®BC(=0O)R'®, -NR1SO,R!", -CH,NR!SO,R!, -SR!¥ -CH,SR!® -
S(=0)RY, -CH,S(=0)R", -SO,RY, -CH,SO,R Y, -SO,N(R'®), unu -CH,SO,N(R¥),;

kaxabiid R'® HesaBrcumo BoiOpan u3 Bogopona, Ci-Cg ankuna, C,-Cq propankuna, C;-Cg
rerepoankuia, C;-Cq muknoankuna, C,-Cq rereporukioankuia, GpeHuna, OeH3mna, S-4IeHHOro
rerepoapuia U 6-4J€HHOrO reTepoapuIa,;

wii aBe R!® rpynmbl, B3siThie BMecTe ¢ aTOMOM N, K KOTOPOMY OHH TPHCOEIUHEHDI,
o0pa3yroT N-conep kaiuii reTepoLrKI;

kaxaeii R nesaBucumo BoiOpan u3 C-C¢ ankuma, Ci-C4 rerepoankuna, C3-Cg
uknoankuiaa, C,-Cgq rerepoumkioankuia, ¢peHwmna, OeH3mia, S-4JIeHHOTO rerepoapuyia u 0-
YJIEHHOTO T€TePOapUIa,;

n pased 1, 2 wnm 3; u

q paseH 1, 2, 3 unu 4.

[00164] B HEKOTOPBIX BapUaAHTAX OCYIIECTBICHUS

kaxaeii R® HesaBucumo npencraBisier coOOM BOMOpPOM, TajloTeH, 3aMENIEHHBIH WM
HesamemneHHbl Ci-Cq  anmkwii, 3amemneHHbI win  HesamemeHHbld Ci-Cg  medTepoanku,
3amerneHHbii win HesamemeHHbd C-Cq (TOpanmkui, 3aMeleHHbI WM He3aMelleHHbINH
KapOOILMKII, 3aMeLIeHHbIA Wi He3aMerieHHbiii rerepormki, -CN, -OH, -OR', -C(=0)R!, -
CO,R ! uyn -C(=0)N(R!6),; rme ecu R® npucoenuuen k aromy aszora, To R® npexncrasisier codoii
BOZOPO/, 3aMeIIeHHbIN WiH He3aMeleHHbIN C-Cg anku, 3aMeIeHHbIN WIH He3ameleHHbIn C, -
Cs nevitepoankui, 3amerneHHbld win He3amerneHHbl Ci-Cg (TOpanKui, 3aMeleHHbIA WU
He3aMelIeHHbIH KapOOLMKII, 3aMeIeHHbII WK He3aMelleHHbIi retepouuki, -C(=0)R16, -CO,R 16
i -C(=0)N(R!®),;

Z npencrasisiet coboit ~-NR10- wn -O-;

R1% npencrasnser coboit Bomopon, C,-C4 ankui, C;-Cy nefATepOaNKuII UK IUKJIOTPOIIHIL;

X1, X2 u X3 kaxnaplit He3aBucUMO nipeacrasisiet coboit CRM wmm N;

kaxaeii R HesaBucumo mpencrasisier coboit Bomopon, ranores, C-Cg amkmi, Ci-Cg
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dropankun, -CN, -OH, -OR! umn -N(R16),;

B! npencrasisier coboit N umm CR122;

B? npencrasisier co6oit N unu CR12;

R122 g R1? xasxnpiii HE3aBMCUMO NPENCTaBisAeT coboii Bomopoxn, ranoreH, Ci-Cy ankui,
C1-C4 dropankmn wim -CN;

R? npexncrasnsier coboii Kombiio B, koTopoe mpencrasisieT cob0i He3aMeIeHHbINA HITH
3aMEIIeHHbIN (DeHWI, 3aMEINeHHbI WM He3aMEIIeHHbIH MOHOIUKINYECKHH O-4JIeHHBIN
reTepoapuil WM 3aMeLlEeHHbIN WIA HE3aMELEHHbI MOHOLMKINYECKUN S-4JI€HHBIM reTepoapul,
rae eciau Kosbio B 3amemeno, To Kosbio B 3amemntero q ciaydasimu R13;

kaxapii  R1® HesaBucuMMoO mpencraBisier  co0O#  rajioreH, 3aMELICHHBIH W
He3ameteHHbIH C,-Cq amku, 3aMerieHHbiil i HezamerneHHbid Ci-Cq Gropanku, 3aMeneHHbIi
WM He3aMeIleHHbIN KapOOLMKII, 3aMeleHHbI WM He3aMeleHHbl rerepouuky, -CN, -OH, -
ORY, -C(=0)R!, -CO,R® -C(=O)N(R6),, -N(R1®),, -NR®C(=0)R, -SO,R' 1 -SO,N(R16),;

wii R? npexcrasisier coboii -C(=0)R 4,

R mnpencrasnsier coboii 3amemenHbii wnn HesamemenHbiii C-Cg  anxun, Ci-Cg
nedTepoaskil, 3aMelleHHbId Wi He3ameleHHbIH C;-C, HMKIIOANKWI WM 3aMeIleHHbIH Win
HE3aMEIICHHbIM 4-4UJI€HHBI TIeTEepPOLUKIOATKUI, T[€ 3aMELIECHHbIH aJKWiI, 3aMelleHHbIN
reTepOAIKIJI, 3aMELICHHBIN LIUKJIOAJIKII WJIN 3aMEI€HHBIH IeTepPOLUKIOATKUIT 3aMeIleH OTHOMN
WA HECKOJIbKMMHU RS rpynnamu, He3aBUCHMO BbIOPAHHBIMU M3 TPYIIIbI, COCTOSIIEH U3 AeHTepHs,
rajJoreHa, -CN, -NHz, -OH, -NH(CH3), -N(CH3)2, -CH3, -CHQCH3, ‘CHF2, -CF3, -OCH_?,, 'OCHF2
u -OCF;;

kaxaeii R® u R7 He3aBucumo npencrasiseT coboi Bomopon, aeirepuid, rajmoreH, Ci-Cy
anxun win C,-C, nedrepoanku,

wiu oguH R u ogun R7 nmpucoenvHEHHbIE K OMHOMY U TOMY K€ aTOMY YIJIEPOJA, B3SThIE
BMECTE C aTOMOM YIJIepona, K KOTOpOMYy OHHU mpucoeauHenbl, odopasyrr C=0 wmu C;3-C,
LUKJIOAJTKIJT,

kaxeiii R wezaBucumo npencrassier coboit Bogopon, C-Cy ankun, Ci-Cy GTOpankm,
C-Cs rerepoankmn, C3-C; UOMKIOANKWI WM MOHOUMKIMYECKUN  3-8-ueHHBIN
reTePOLIMKIIOANKILT,

v 18a R Ha omxHOM 1 TOM ke aTome N B3siTbie BMECTE C aTOMOM N, K KOTOPOMY OHH
MPUCOEAMHEHBI, 00pa3yroT 4-6-4ujieHHbIi N-coepsKaiuil reTepOIUKIOATKI, 1

kaxaeii R17 HesaBucumo mpexncrasnsier coboit Ci-Cg anxun, Ci-Cg dropankun, Ci-Cg
retepoankui, C;-C; IUKIOANKIIT WK MOHOLMKJINYECKUHN 3-8-4JIEHHBIN T€TePOIUKIOATKIIL.

[00165] B HekOoTOpBIX BapuaHTax ocymecTsieHust R* nmpencrasser codoit Bogopon, Ci-
Ce ankun, C,-C¢ neiirepoankun uiu C,-Cy pTOpankui. B HEKOTOPBIX BApHaHTAX OCYIIECTBICHUS
R* mpencrassier coboit Bogopon, C,-Cy anxwn wm C,-C4 neiitepoankun. B npyrux BapuanTax
ocymiectrienus, R* npencrasisier coboit Bopopon, Ci-C4 ankun, C;-Cy4 neiirepoankun wim C-C,
¢ropankun. B HeKOTOpBIX BapuaHTax ocyiuecTBieHus R* mpencrasisier coboit Bogopon, C-Cy
ankun wnn C-C, meiitepoankui. B HEKOTOpPBIX BapuaHTax OCyIIEeCTBIEHHs R* mpemcrasnsier

coboii Bonopon, C,-C, amkun wiu C-C, nelitepoankmit. B HEKOTOPBIX BapHaHTaX OCYIIECTBIICHHUS
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R* mpencrasisier coboii Bomopon, -CHs, -CH,D, -CHD, unu -CD;. B HEKOTOPBIX BapHaHTax
ocyiectBieHus R* mpencrasmsier coboit Bomopon. B HEKOTOPBIX BapHaHTax OcyuiecTBieHust R*
npencrasisier coboit -CH;. B HekoTOpbIX BapuaHTax ocyiuecTieHuss R* npencrasiser coboii -
CDs.

[00166] B HekoTOpBIX BapuaHTax ocyuiecTBieHust X' mpexncrasisier coboirt CRM, X?
npencrasisier coboit CR! u X3 npexncrasnsier codoit CR; umm X! npencrassier coboit CR, X?
npencrasisier coboit CRM u X3 npencrasnsier coboit N; mim X! npexncrasnsier codoit CRY, X?
npencrasisier codoit N u X3 npencrasisier coboit CRY; umm X! mpencrasisier coboii N, X?
npencrasisier coboir CRY um X3 mpencrasmsier coboit CR!'. B HekoTOphIX BapuaHTax
ocymectienus X! npexncrasisier coboit CR', X? npencrasisier coboit CR!! u X3 mpencrasnsier
coboii CR!!. B HekOTOpBIX BapHaHTax OCyluecTBieHuss X' mpencrasisier coboit CR!', X?
npencrasisiet coboit CR! u X3 mpencrasisier coboit N. B HEKOTOpBIX BapHaHTaX OCY IECTBICHUS
X! mpencrasisier coboit CR, X? mpencrasisier coboit N u X? npencrasnsier coboit CR!!. B
HEKOTOPBIX BapHaHTax oCyiecTBieHust X! nmpencrasisier coboit N, X? npexncrasisier coboit CR1!
u X3 npexcrasisier coboit CR!L

[00167] B HEKOTOpPBIX BapHaHTaxX OCYIIECTBIEH s Kaskblii R'! He3aBHCHMO mpencTaslisier
coboii Bomopon, ranoreH, C,-C4 ankun, C,-C4 ¢ropankun umu -CN. B HEeKOTOpBIX BapuaHTax
ocyluecTBeHusT Kaxabiii R HesaBrcumo npexncrasisier coboit Bomopon, ranored win -CN. B
HEKOTOPBIX BapHaHTaxX OCYIIECTBIEHHs Kakablii R!! HesaBucumo mpexncTasisier coO0i BOXOPOL
WK rajioreH. B HeKOTOpbIX BapraHTaX OCYLIECTBIEHUs Kaxabiii R!! He3aBHCHMO mpencrasisier
coboii Bomopox, (GTop MIM XJOP. B HEKOTOPBIX BapMaHTaX OCYILIECTBJIEHHMs Kaxmbiii Rl
HE3aBMCHMO TIPEACTABISET cOO0M BOIopoa uink GTop. B HEKOTOPHIX BapHAaHTaX OCYILECTBIEHHS
kaxabii R npencrasisier coboit Bogopon.

[00168] B HekoTOphIX BapWaHTaX OCYyIIECTBIeHHUs coenuHeHne PDopmynbl (XV)

npencrasisieT codoii coequnerre @opmynl (VIc-1):

R\H
oy
sy HN 8% NH
,,(R7 z R
RO
N—N‘RG

@opmyna (Vic-1)

WK ero papMareBTHUECKH MpUeMIIEMas COJIb, TAyTOMEP HITH COJIbBAT.

[00169] B HekoTOpBIX BapuaHTax ocymecTsieHust R* npencrasser codoit Bogopon, Ci-
Ce ankun, C;-Cg neiirepoankun wiu C;-Cq pTOpankui. B HEKOTOPBIX BApHaHTAX OCYIIECTBICHUS
R* mpencrasnsier coboit Bonopon, Ci-Cg ankun umu C,-Cg meiirepoankui. B npyrux BapuanTax
ocymiectienus, R* npencrasisier coboii Bompopon, C1-Cy anxun, C1-Cy4 netirepoankun wim C-Cy

¢ropankun. B HeKoTOpBIX BapuaHTax ocyiuecTBieHus R* mpencrasisier coboit Bogopon, Ci-Cy
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ankun wnn C-C, nmeiitepoankui. B HEKOTOpPBIX BapuaHTax OCyILIECTBIEHHs R* mpemcrasnsier
coboii Bonopon, C,-C, amkun wiu C-C, nelitepoankmit. B HEKOTOPBIX BapHaHTaX OCY IIECTBIICHUS
R* mpencrasisier coboii Bomopon, -CHs, -CH,D, -CHD, unu -CD;. B HEKOTOPBIX BapHaHTax
ocyiuectBieHus R* mpencrasmsier coboit Bomopon. B HEKOTOPBIX BapHaHTax ocyuiecTBieHust R*
npencrasisier coboii -CH;. B HekoTOpbIX BapuaHTax ocyiuectBieHuss R* npencrasiser coboii -
CDs.

[00170] B HeKOTOPBIX BapHaHTax OCYLIECTBICHHUs KaKablii R® He3aBUCHMO mpencTaBiisier
coboit Bomopon, ranoreH, C,-Cq amxwmn, C-Cg neiirepoankun, C-Cg ¢ropankmn, C;3-Cg
UKITOAJKKN, 4-6-uneHHblii rerepormkioankui, -CN, -OH, -ORY, -C(=0)R'6, -CO,R!6 wu -
C(=O)N(R!'®),; rme ecnu R® nmpuicoenuuen k atomy azora, To R® He3aBucumo mpencrasnsier coboit
Bopopon, Ci-Cg anxmn, C;-Cq peitrepoankun, C-Cq ¢ropankmn, C;-Cg nmkmoankwn, 4-6-
yneHHbIH rereporuknoaikimi, -C(=0)R16, -CO,R® unu -C(=0)N(R'¢),. B HEKOTOPbIX BapHaHTax
ocyiiecTBieHuss Kaknbiii R® HesaBucumo mpencrasisier coboit Bomopon, -Cl, -F, metwn, sTu,
uzomnponui, -CDs;, -CH,OH, -CF;, uuxnonponu, okcetanu, azeruaunui, -CN, -OH, -CO,H unu
-CO,CHj3; rue eciu R® mpucoenuuen k atomy asora, To R® HesaBucumo mpexncrasisier coboi
BOZIOPOA, BoAopox, Metwi, 3tui, uzonponui, -CDs, -CH,OH, -CF;, nukionponui, okceTaHu,
aseruauami, -COH wimn -CO,CH;. B HEKOTOpPBIX BapHaHTax OCYLIECTBJICHUsI Kaxnablii R®
HE3aBUCHMO TipeacTaBisier codoit Bogopox, metui, -CD;, -OH, -CH,0H, -CF;, okceranun, -CN
win -CO,CHj; rae eciu R® mpucoenunen k aromy azora, To R® HesaBrcumo npencrasiisier coboi
BOziOpoz, Bogopon, merui, -CDs, -CH,OH, okceranun unu -CO,CHj.

[00171] B HekoTOpBIX BapWaHTaX OCyLIeCTBIeHHs kaxabiii R® u R’ HezaBuCHMO
npencrasisier coboi Bomopon, newrepuit, F, Cl, -CD; unu metun. B HEKOTOpBIX BapHaHTax
ocyecTBieHus kaxapii R® 1 R7 HesaBrcumo npencrasisier coboil Bomopon, aeirepuii, F uin
MeTusl. B HEKOTOpBIX BapuaHTax OCylecTBIeHus: kKaxabiii R® u R7 He3aBUCHMO TpencraBiisier
coOOl BOIOPON MM METHJI. B HEKOTOPHIX BapWaHTaX oOCyluecTBieHus omuH R® wmm R7
npexacTaBiasieT coboi MeTull. B HEKOTOpPBIX BapuaHTax OCylnecTBiieHus onuH R6 mpemcrasnsier
coboii MeTui1. B HEKOTOPBIX BapuaHTax OCyIIeCTBIeHUsT Kaxabiii R® u R7 mpencrasnsier coboii
BOIOpOA. B HEKOTOpBIX BapuaHTax OCylnecTBieHMs kKaxabiii R® u R7 mpexncraBnser coboii
nelitepuii. B HEKOTOPBIX BapHaHTax OCyLIeCTBIeHHUs Kaxabiii R® u R7 mpencrasmsier coboii F.

[00172] B HekOTOpBIX BapHaHTax OCyIlnecTBieHus: onuH R® u omuu R7 mpucoennHeHHbIe
K OHOMY M TOMY K€ aTOMYy YTJIEpOZa, B3ATbIE BMECTE C aTOMOM YIJIEpoaa, K KOTOPOMY OHHU
npucoenunenbl, obOpasyror C=0 wm C;-C; nuknoankwi B HEKOTOPBIX BapHaHTaX
ocymectsienus onuH R u ogun R’ mpucoeanHeHHbIE K OMHOMY M TOMY K€ aTOMy YIJIepona,
B35IThIE BMECTE C aTOMOM VIJIepoAa, K KOTOPOMY OHHU mpucoenuHeHsl, ooOpasyrT C=0. B
HEKOTOPBIX BapUaHTaxX OCyIuecTBieHus: onuH R u oguna R’ npucoenrHeHHbIE K OMHOMY U TOMY
)K€ aTOMy YIJIEpOAa, B3SIThIE BMECTE C aTOMOM YIJIEpOAa, K KOTOPOMY OHHU MPUCOEAUHEHBI,
obpasytor Cs;-C; muknoankui. B HEKOTOpPBIX BapHaHTax OCymiecTBiieHust onvH R® u omun R7
MPUCOEIMHEHHBIE K OJHOMY U TOMY K€ aTOMY yIJIEPOJa, B3SIThIe BMECTE C AaTOMOM YTJIEpOa, K
KOTOPOMY OHHU MPHUCOEAMHEHBI, 00Pa3yIOT IIUKJIOTPOIIHJL.

[00173] B HexoTOpBIX BapuaHTax OCYLIECTBIE€HHUs n paBeH | wim 2. B HekoTopbIx
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BApUAHTAaxX OCYLIECTBJEHUS N paBeH 1. B HEKOTOpBIX BapMaHTax OCYLUECTBJIEHHs n paBeH 2. B
HEKOTOPBIX BApUAHTAaX OCYLLIECTBJICHUs N paBeH 3.

[00174] B HeKkOTOpBIX BapuaHTax OCYIUECTBJIeHHs Z mpencrasisier coboit -NR!- B
HEKOTOPBbIX BapHaHTax ocyinectienus: R npencrasisier coboit Bogopon, Ci-Cy amkun, C-Cy
HeHTepOATKIII WITH LMKJIONPOITI. B HEKOTOpPBIX BapuaHTax ocyiuectsieHus RO mpencramiser
coboii Bomopon, C;-C, anKit Wi HUKIONPONWI. B HEKOTOPbIX BapuaHTax ocyuecTieHus: R0
npencrasisier codoii Bogopon, Ci-Cy anxwun wiu C,-C,4 geiirepoankui. B HEKOTOPBIX BapHaHTax
ocymectsienuss R npencrasnsier coboii Bomopon, -CH; mnm -CD3;. B HEKOTOPBIX BapHaHTax
ocymectienus R nmpencrasnsier coboit C-C, ankun umu C,-C, nefirepoankuin. B HEKOTOPBIX
BapuaHTtax ocyuiectBieHuss R npencrasisier coboii -CH; mnu -CD3. B HEKOTOPBIX BapHaHTax
ocymectsienus R nmpencrasisier coboit -CH3. B HexoTopbIx BapuaHTax ocyiuectsieHus R0
npezacrasisier codoit -CDs.

[00175] B HekoTOpBIX BapuaHTax ocyliecTsieHus Z npeacrasisietr codoit NH, NCH; unu
NCDs. B HekoTOpbIX BapuaHTax ocyuiectBieHus Z mpencrasisier coboii NCH; wniu NCD;. B
HEKOTOPBIX BapHaHTax OcyluecTBieHus: Z npeacrapisier codboit NCH;. B HekoTophIxX BapuaHTax
ocyiecTBieHus Z npeacrasisier coboii NCDs.

[00176] B HEKOTOPBIX BapHAHTAX OCYINECTBIEHUS Z NpencTasisier coboit -O-.

[00177] B HEKOTOPBIX BapHaHTax OCYIIECTBIEHHsI R? TaKOM, KaK OMpe/esieH B HACTOSILIEM
JIOKYMEHTE.

[00178] B HEeKOTOpBIX BapuUaHTAX OCYLIECTBICHUS COCIUHEHHE TMPENCTABIIAET COOOH

coequaenne @opmysl (XVII):

R4
NH
Bl
(@) i *N
B2 “NH
( R°) R2
N RT — xa
2
RO-Z Sx1%
N—N
RS
dopmyna (XVII)

WK ero ¢papMareBTHUECKH MPUeMIIEMasi COJIb, TAYy TOMEP I COJIbBAT, THE:

kakapii  R®  HesaBucumo mpencramiser  coOO  BOHOPON, 3aMELIEHHBIH  WITH
HesamemeHHbl Ci-Cq  anmkwmii, 3amerneHHbI win  He3amemeHHbld C-Cg  menTepoanku,
3aMelleHHbd uan HesamelneHHbI C,-Cg aJIkeHWN1, 3aMelleHHbIM Win He3aMelleHHbIH C,-Cg
aNKUHWI, 3aMelleHHbrii win  HesamemeHHbd C-Cq  QTopankmi, 3aMemeHHbId — WIu
HesamereHHbli  C-Cq TeTepoajkwi, 3aMelleHHbI WM He3aMEeUIeHHbIH  KapOOIHMKIL,
3aMeEIEeHHbIM WM He3aMerneHHblii rerepouuks, -CN, -OH, -OR!7, -C(=O)R!®, -CO,R!, -
C(=O)N(R!'®),, -N(R1%),, -NR6C(=0)R", -SR®, -S(=0)R", -SO,R'” unu -SO,N(R),; rne ecnu
R® mnpucoenuHen k aromy asora, To R® mpexncraBisier coOoii BOHOPOX, 3aMELIEHHBIH HITH

HesamemeHHbl Ci-Cq  anmkwmii, 3amernieHHbI win  He3amemeHHbld C-Cg  medTepoanku,
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3aMelleHHbId unn HesamelneHHbI C,-Cg aJIkeHW1, 3aMelleHHbIM Win He3aMelleHHbIH C,-Cg
ANKWUHWI, 3aMeleHHblii win  HesamemeHHbd C-Cq  QTopankwi, 3aMemeHHbId — HWiIu
HezamenneHHbld  C-Cq TeTepoajkwi, 3aMelIeHHbIH WM He3aMEeUIeHHBIH KapOOLHKIL,
3aMeLIeHHbIH WIH He3amelneHHbIi rerepounki, -C(=0)R16, -CO,R6, -C(=0)N(R!®),, -S(=0)RY’,
-SO,RY unn -SO,N(R19),;

Z npencraisiet coboii -NR10-, -O-, -S- -S(=0)- wmu -SO,-;

R nmpencrasnset coboit Bomopon, Ci-Cg ankun, C,-Cy netirepoankui, C,-Cg hropankun,
C5-Cg UMKITOATKUIT UM MOHOLMKJINYECKUM TeTEePOLINKIT,

X1 X2 u X3 kaxnplit He3aBucuMO nipeactasisiet coboit CRM wmm N;

kaxaeiii R11 HesaBuCcHMMO mpencTaBisieT OO0 BOXOPOX, TrajloreH, 3aMEINEHHBIA MK
He3amelneHHbId Ci-Cg ankui, 3amelneHHbId min He3aMmelleHHbI C,-Cy ankeHus, 3aMeleHHbIH
wm He3amemmeHHblil C,-Cq ankuami, 3amerieHHbld win He3amemeHHbll C-Cg ¢ropanku,
3aMelleHHbIl min He3amelneHHbl C-Cg reTepoankui, 3aMelleHHbIH WM He3aMeLIeHHBIHN
KapOOLMKII, 3aMeIeHHbI WM He3aMeleHHblii rerepounkn, -CN, -OH, -ORY, -C(=0)R!®, -
CO,R!, -C(=O)N(R'6),, -N(R'®),, -NR*C(=0)R!7, -SR'6, -S(=0)R!7, -SO,R'” ryt -SO,N(R'®),;

B! mpexncrasisier co6oit N unu CR1%3,

B? npencrasiusier coboi N unu CR12P;

R122 i R1?Y xapiii HE3aBUCHMO MPENCTABISIET COOON BOMOPOI, TaJIOTEH, 3aMEIEHHbIM
unn HezamemeHHbli C-Cg  anmkwi, 3aMelneHHbld wian  He3amerneHHbld C,-Cg  anmkeHu,
3aMelleHHbId uiu HesaMenleHHbI C,-Cg ankuHui, 3aMmelneHHbld uau HezaMelneHHbiil Ci-Cg
dbropankui, 3amMelneHHbId win He3amelneHHb C-Cg reTepoankmil, 3aMelleHHbId WU
He3aMeIEeHHbIM KapOOLIMKII, 3aMEIEHHbIN WK He3aMeleHHbIi rerepouuk, -CN, -OH, -OR7, -
C(=0)R'6, -CO,R', -C(=0)N(R'6),, -N(R'6),, -NR'®C(=0)R', -SR!¢, -S(=0)R"’, -SO,R'” nnu -
SO,N(R€)y;

R? npexncrasnsier coboii Konbiio B, koTtopoe mpencrasisieT coboif He3aMeleHHbIA W
3aMELICHHbII reTepOLMKII WA 3aMELICHHbIN HIIH He3aMeleHHbIH kapOouuk, rae ecnu Konblo
B 3amerneno, To Konbuo B 3amemeno q cayuasmu R1;

kaxapii  R1P HesaBucMMO mpencraBisier  COOOM  rajioreH, 3aMENIeHHBIH W
He3amelneHHbId Ci-Cg ankui, 3amMeleHHbId min He3aMmelleHHbI C,-Cy anKkeHus, 3aMeleHHbIH
win He3amerneHHblit C,-Cq ankunHmi, 3amerneHHbld win He3amemneHHblil C;-Cg ¢Topankun,
3aMelleHHblil i He3amelneHHbld C-Cg reTepoankuii, 3aMelleHHbIH WIW He3aMELICHHBIH
KapOOILMKII, 3aMELIeHHbIH Wi He3aMerieHHbiii rereporuki, -CN, -OH, -OR', -C(=0)R!, -
CO,R® -C(=0)N(R),, -N(R%),, -NR®C(=0)R', -SR!6, -S(=0)R!7, -SO,R'7 uut -SO,N(R6),;

v aee R rpynmbl Ha cocennux aromax Kosbua B, B3sThIE BMECTE € TIPOMEKY TOUHBIMH
aTOMaMH, K KOTOPbIM OHH MPHUCOEAMHEHBI, 00Pa3yIOT 3aMEeIIeHHbINA WJIM He3aMEIEeHHBIH S- WITu
O-4JICHHBI MOHOIMKJIMYECKUN KapOOLMKII WM 3aMEIleHHbI WM He3aMeUIeHHbIH S5- Wiu O-
YJIEHHBI MOHOLUMKJINYECKUN TE€TEPOLIUKIL,

i R? npencrasnsier co6oit -C(=0)R!, -C(=0)NR MR unu -C(=0)OR;

R npexncrasnsier coboit Bomopoxn, 3amermeHnbIi win HesamemmeHHbli C-Cg ankui, Ci-Cg

NEeUTEepPOANIKIII, 3aMelleHHbIl unu He3ameweHHbll C,-Cg  aNKkeHWw1, 3aMelIeHHbIH WIn
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HesamemneHHbl C,-Cq ankuHui, 3aMerneHHbld wuiau He3amelleHHbll C-Cg rerepoanku,
3aMEIIEeHHbI WM HEe3aMEIIeHHbIi MOHOLMKINYECKUH KapOOLMKJ, 3aMEIleHHBbId WIH
HE3aMeIIeHHbIH  OWIMKINYeCKUH  KapOOLWKI,  3aMeUIeHHBbIH  WIM  He3aMeUICHHBIN
MOHOLMKJIMYECKUI TeTepPOLMKI WM 3aMEUICHHBIH W HEe3aMEIIeHHbIH OWLMKINIeCKUH
reTePOLIUKIL,

R mpencrassier coboii Bogopon, Ci-Cy ankui unu C-Cg bTOpanku,

R* npencrasnsier coboit Bomopon, Ci-Cg ankui, Ci-Cq neiitepoankun, C,-Cy ropankun,
C5-Cg UMKITOATKUIT UM MOHOLMKJINYECKUM TeTEePOLINKIT,

kaxaeii R® u R7 He3aBucumo npezncrasisieT coboii Bomopoxn, aeitepuid, ranoreH, Ci-Cg
ankwi, Ci-Cg netitepoankun, Ci-Cq dropamkun, C;-Cg TUKIOATKHAT WM MOHOLMKJIMYECKUH
rerepouuki, -CN, -OH, -OR", -C(=0)R!6, -CO,R!®, -C(=0)N(R!6),, -N(R6),, -NRC(=O)R!7, -
SR, -S(=0)RY7, -SO,R unu -SO,N(R16),;

wiu oxuH R u ogun R7 mpucoenvHeHHbIE K OMHOMY U TOMY K€ aTOMY YTJIEPOJA, B3SIThIE
BMECT€ C aTOMOM YIJiepona, K KOTopoMmy OHM mpucoenuHenbl, obpasyror C=0 wmu C;-Cy4
LUKJIOAJIKWT,

kakaeiii  R1®  HesaBucumo mpexpcraBisier  coOOM  BOXOPOX, 3aMELIEHHBIH M
He3amerneHHbIl C1-Cq anmku, 3amenieHHblii uin HesameneHHbI C1-Cq Gropanki, 3aMerneHHbIi
i "He3amelneHHbI Ci-Cg reTepoakmi, 3aMelleHHbIi win He3aMmeleHHbIH Cs;-C; MUKII0anKu,
3aMELIEHHBbII WIM HE3aMEIlEeHHbIH MOHOLMKINYECKUH 3-8-4JIeHHBI TeTepOLMKIOAIKUII,
3aMELICHHbI WM He3aMEIIeHHbIH (QEeHWI WIM 3aMEIeHHbIH WM  He3aMeIIeHHbIH
MOHOLUKJIUYECKUH TeTepOapull,

v 1Ba R1® Ha ogHOM 1 TOM ke aTome N B3siTbie BMECTE C aTOMOM N, K KOTOPOMY OHH
MPUCOEAMHEHBI, 00Pa3yIOT 3aMEIeHHbIN WK He3aMelleHHbIH N-coep Kaiuii reTepOLUKIT; U

kaxaeii RY7 He3aBuCHMMO mpeacTaBisieT coboit 3amerneHHbiil uin HezamemeHHblid Ci-Cg
aNIKIWI, 3aMeIneHHbId min HesamelneHHbl C-Cq (GTopasikmi, 3aMeIeHHbIN WK He3aMeIeHHbIN
C,-Cs rerepoankui, 3aMelIeHHbIN uin He3aMeleHHbIl C3-C; MUKIOANKIII, 3aMEIIEeHHbINH HITH
HE3aMEIIECHHbI MOHOLMKINYECKUN 3-8-4JICHHbIH TIeTepOLMKIOATIKNI, 3aMEINeHHbIH WIN
He3aMelleHHbIN (PeHIIT WTH 3aMEIEHHbIA WIH He3aMeleHHbIA MOHOIIUKITHYECKHI reTepOapu,

i€ KaKIbIi 3aMeleHHbIN aJIKWJI, 3aMEeIIeHHbIH (HTOPaIKUII, 3aMEIIeHHbBIN JeHTepOaTKIII,
3aMEIeHHbIN aJIKOKCH, 3aMeIeHHbIH (hTOPATKOKCH, 3aMEIEeHHbIA T'eTePOATTKHI, 3aMelleHHbIN
KapOOLIMKJI M 3aMEIIEHHbIH TeTePOLMKI 3aMeIleH OJHOW WM HECKONbKHMMU RS rpymmamm,
HE3aBUCHMO BBIOPaHHBIMH M3 TPYIIIBL, cocrosimeil u3 neiirepus, ranoreHa, C;-Cq ankwna,
MOHOIIMKJINYECKOTO KapOoIuKia, MOHOIMKIHueckoro rereporukia, -CN, -CH,CN, -OR!8, -
CH,0R'® -CO,R®, -CH,CO,R!® -C(=0)N(R'®),, -CH,C(=O)N(R'®),, -N(R®),, -CH,N(R®),, -
NRBC(=0)R!®, -CH,NRBC(=O)R®¥, -NR"¥SO,R", -CH,NR!®SO,RY -SR!¥ -CH,SR!, -
S(=0)R", -CH,S(=0)R™, -SO,R", -CH,SO,R" -SO,N(R'?), unu -CH,SO,N(R®),;

kaxaeiii R1® HesaBucumo Beibpan u3 Bomopona, C-Cg ankuna, C1-Cq dpropankuna, Ci-Cg
rerepoankuia, Cs;-Cq muknoankmna, C,-Cg rerepouukiioankuna, ¢eHmia, OeH3mIa, S-4JIeHHOTO
rerepoapuia u 6-4JIEHHOTO TeTePOAPUIA,;

win aBe R!® rpymmbr, B3siThie BMecTe ¢ atomMoM N, K KOTOPOMY OHHU TPHCOEIUHEHBI,
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oOpa3yroT N-conep:Kaiuii reTepoLrKI,

kaxaeii R wHesaBucumo BouiOpan u3 C-C¢ amkmma, C-C4 rerepoankmna, C;3-Cg
muknoankuna, C,-Cq rereporukioankuina, ¢peHmna, OeH3mna, S-4JeHHOro rerepoapuia U 6-
YJIEHHOTO T€TEPOapuIa,;

n paseH 1, 2 wim 3; u

q paseH 1, 2, 3 unn 4.

[00179] B HekoTopbIXx BapuaHTax ocylnecTBieHus coenuHenne Dopmyinbel (XVII) He
ABIseTCS HU O-(LuKionponankapookcamuno)-4-((2,5-gumernn-4,5-nuruapo-2H-nupazono[4,3-
c|xuHOIMH-6-11)aMUHO )-N-MeTHIHpUaa3uH-3-KapOOKCaMHUIOM, 4-((2,5-numernn-4,5-
nurunapo-2H-nmupasono[4,3-c]xuHonuH-6-min)amuHo)-6-((S-pToprmupunuH-2-min)aMuHO))-N-
METHJIHUKOTUHaMuAOM, HHU  4-((2,5-numerun-4,5-gurunpo-2H-nmpaszono[4,3-c | xuHOIHH-6-
WJT)aMUHO)-6-((2,6-TUMeTHIITUPUMH TN H-4- 1T )aMUHO )-N-MEeTUITHUKOTHHAMHUJIOM.

[00180] B HEKOTOpBIX BapUaHTaX OCYIIECTBICHUS

kakapiii R® HesaBucuMo mpexncraBisier co0Oi BOHOPOA, TajiOTeH, 3aMEIIEHHbIM N
HezamelneHHbll C-Cg ankmi, 3amemeHHbli win He3ameweHHbd C-Cq nmedTepoanku,
3aMmenieHHblii uian HezamerneHHbld Ci-Cg (Topankun, 3aMeIneHHbIH WM He3aMeIeHHbIH
KapOOLMKII, 3aMeIeHHbI WM He3aMeleHHbil rerepounkn, -CN, -OH, -ORY, -C(=0)R!®, -
CO,R ! yyin -C(=0)N(R16),; rue ecu R® npucoenunen k aromy azora, To R® npexncrasisier coboi
BOZIOPOJ, 3aMeleHHbIH nin HezaMerneHHbIN C-Cq ankui, 3aMenieHHbIN WK He3aMmeleHHbIH C -
C¢ nmeiitepoankui, 3amerneHHblii win HezamemneHHbI Ci-Cq (ropankui, 3aMeleHHbI WiIn
He3aMelIEeHHbIH KapOOLMKII, 3aMEIeHHbIH WM He3aMeIleHHbIH reteporuki, -C(=0)R1, -CO,R 16
i -C(=0)N(R!9),;

Z npencrasiser coboit -NR10- wmn -O-;

R!% npencrasnser coboit Bogopon, C-C4 ankui, Ci-Cy 1eHTepOANKUIT UITH LUKJIOMPOIIHJL,

X1 X? u X3 kaxnaplit He3aBucuMO nipeacrasisiet codoit CRM wmm N;

kaxaeii R HesaBucumo mpencrasisier coboit Bomopon, ranores, C-Cg ankui, Ci-Cg
dropankun, -CN, -OH, -ORY uau -N(R16),;

B! npencrasisier coboit N uim CR122;

B? npencrasisier coboit N uimu CR12;

R122 g R12Y xasnplii HE3aBMCUMO TNPENCTaBIsAeT coboii Bomopon, ranoreH, Ci-C, ankui,
C,-C4 dropankun wim -CN;

R? npexncrasnsier coboii Konbiio B, koTopoe mpencrasisieT coboil He3aMeIeHHbIA HITH
3aMEIeHHbIN (DEeHWI, 3aMEINeHHbI WM He3aMEIIeHHbId MOHOIUKINYECKHA O-4JIEHHBIN
reTepoapul WM 3aMelleHHbIN WA HE3aMELEHHbI MOHOLMKINYECKUN S-4JIeHHBIN reTepoapul,
rae eciu Kosbio B 3amemeno, To Kosbio B 3amemniero q ciaydasimu R1?;

kaxapii  R1P HesaBucMMO mpencraBisier  COOO#  rajyioreH, 3aMELIeHHBIH — WITH
HesamereHHbIN C1-Cq amku, 3aMenieHHbii nin HezamerneHHbid Ci-Cq Gropankun, 3aMeneHHbIi
WM He3aMeIIeHHbIN KapOOLMKII, 3aMeleHHbIH WM He3aMeleHHb rereporuki, -CN, -OH, -
ORY -C(=0)R!, -CO,R®, -C(=0)N(R6),, -N(R),, -NRC(=0)R7, -SO,R syt -SO,N(R16),;

i R? npencrasinsier coboit -C(=0)R14;
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R mpencrasisier coboii 3amemienHbiii wim HesamerneHHbii Ci-Cq  ankmi, C;-Cg
NEeUTEPOANTKIII, 3aMEIIeHHbIN min He3amelleHHbI C3-Cy LUKIOANKWI WK 3aMEIleHHBbIA WIn
HE3aMCILECHHBIN 4-4JI€HHBbIA TEeTEePOLMKIOATKWI, T[A€ 3aMELIEHHbId aJKWI, 3aMELICHHbIN
reTepPOATKIJI, 3aMELICHHBIN LIUKJIOAJKII FJTH 3aMEIeHHBIA TeTePOLUKIIOATKHIII 3aMeIeH OTHON
WJIH HECKOJIbKUMH RS rpymimaMu, He3aBUCUMO BHIOPAHHBIMU M3 TPYIIIIbI, COCTOSIIIEH 13 qeHTepus,
ranoreHa, -CN, -NH,, -OH, -NH(CH,3), -N(CHj3),, -CHj3, -CH,CHj3, -CHF,, -CF3, -OCHj3;, -OCHF,
u -OCF;;

kaxaeii R® u R7 He3aBucuMo npezncrasiseT coboii Bomopon, neitepwid, ranorer, Ci-Cy
ankun unn C,-C, nerrepoanku,

wiu oxuH R u ogue R7 mpucoenvHeHHbIE K OMHOMY U TOMY K€ aTOMY YTJIEPOJA, B3SIThIE
BMECTE C aTOMOM YTJIepona, K KOTOpOMy OHHU mpucoeauHensl, oopasyror C=0 wmm C;-C,
LUKJIOAJTKIJT,

kaxaeiii R HesaBucumo npezncrasisier coboii Bogopon, C-Cy ankun, Ci-Cq hToOpakm,
C-Cs  rerepoankumn, C;-C; UMKIOANKWI — WIM  MOHOLUMKIMYECKUN  3-8-ujieHHBIN
reTePOLIMKJIOAJIKII,

i 18a R'¢ Ha onHOM U TOM ke atome N B3siTbie BMECTE C aTOMOM N, K KOTOPOMY OHHU
NPUCOETUHEHBI, 00pa3yroT 4-0-uieHHbIi N-Cofep Kalnii reTepOLMKIOATKI, U

kaxabiii R17 wesaBucumo npencrasisier coboit Ci-Cg ankuin, Ci-Cg dropankun, Ci-Cg
rerepoaniku, C;-C; HUKIOATKNI WX MOHOLUKINYECKUH 3-8-uJIeHHBIN reTepOLUKIOATKIIL.

[00181] B HekoTOpBIX BapuaHTax ocyinecTBieHus: R* npexcrasiser coboit Bogopon, Ci-
Cs ankun, C,-C¢ neiirepoankuin uiu C,-Cy propankui. B HEKOTOPBIX BApHAHTAX OCYIIECTBICHHUS
R* mpencrasnser coboit Bonopon, Ci-Cy ankun umu C-Cg nelirepoankun. B npyrux sapuanTax
ocymectsienus, R* npencrasisier coboii Bopopon, Ci-Cy anxun, C;-Cy4 neiirepoankun umm C-Cy
¢ropankun. B HEKOTOpPBIX BapraHTax ocyiuecTBieHuss R* mpencrasisier coboit Bomopon, C-Cy
ankun unu C-C,4 meiitepoankui. B HEKOTOpBIX BapuaHTax OCylIeCTBieHHs R* mpemcrasnsier
coboii Bonopon, C,-C, amkun uiu C,-C, nelitepoankmi. B HEKOTOPBIX BapHaHTAX OCY IIECTBIICHUS
R* mpencrasisier coboii Bomopon, -CHs, -CH,D, -CHD, unu -CD;. B HEKOTOPBIX BapHaHTax
ocyectBieHus R* mpencrasmsier coboit Bomopon. B HEKOTOPBIX BapraHTax OocyuiecTBieHus: R*
npencrasisier coboii -CH;. B HekoTOpbIX BapuaHTax ocyiuecTieHuss R* npencrasiser coboii -
CDs.

[00182] B HekoTOpBIX BapuaHTax ocymecTBieHust X' mpexncrasisier coboit CRM, X2
npencrasisiet coboit CR! u X3 npexncrasnsier codoit CRM; unm X! npencrassier coboit CR1, X?
npencrasisier coboit CRM u X3 npencrassier coboit N; mim X! npexncrasnsier codoit CRY, X?
npexncraeisier codoit N u X3 npencrasisier coboit CRY; umm X! mpencrasisier coboit N, X?
npencrasisier coboit CR!Y um X3 mpencrasmsier coboit CR!'. B HekoTOphIX BapuaHTax
ocymectienus X! npexncrasisier coboit CR', X2 npencrasisier coboit CR! u X3 npencrasnsier
coboii CR!!. B HekOTOpBIX BapWaHTax OCyllecTBiieHuss X' mpencrasisier coboit CR! X?
npencrasisier coboit CR!! u X3 mpexncrasisier coboii N. B HEKOTOpBIX BapHaHTaX OCY IECTBIIEHUS
X! mpencrasisier coboit CR', X? mpencrasisier coboit N u X? npencrasnsier coboit CR!L. B

HEKOTOPBIX BapHaHTax OCyInecTBiIeHust X! nmpencrasisier coboit N, X? npexncrasisier coboit CR1!



58

u X3 npencrasisier codoit CRIL

[00183] B HEKOTOPBIX BApHAHTAX OCYIIECTBICHNUs Kak bl R He3aBucUMO nipencrasisier
coboit Bonopox, ranoren, C;-C, ankwun, C,-C, ¢ropankun umu -CN. B HEKOTOpBIX BapHaHTax
ocyiiecTBiIeHuss Kaxapiii R He3aBucuMO mpencrasisier coboit Bomopoxn, rajored win -CN. B
HEKOTOPBIX BapHAHTAX OCYINECTBIICHHs Kakabiii R!! HezaBucuMo mpencrasisieT coO0i BOIOPOL
WK rajioreH. B HEKOTOPBIX BapuaHTax OCYLIECTBIEHUs Kaxapii R!! He3aBucHMO mpencrasisier
coboii Bomopox, ¢GTOp WM XJIOp. B HEKOTOPBHIX BapHWaHTaxX OCYIIECTBJIEHHMs KaXibiii R1!
HE3aBUCHMO IpeACTaBisieT co0oi Bogopon win Grop. B HEKOTOPBIX BapHaHTax OCYINECTBICHUS
kaxabii R npencrasisier coboit Bogopon.

[00184] B HekoTOpBIX BapWaHTax OCyIIeCTBIeHHUs coenuHeHne Popmynbl (XV)

npencrasisieT codoii coequnerrne @opmysl (VIc-1):

4
RN
1
0 |B~“N
6 HN™ “B? "NH
(5 z R?
n\R
R~y
N—N
/
RS

®dopmyna (VIa-1)

WU ero (hapMaleBTHYEeCKH IpUeMIIeMasi COJib, TAYyTOMED WJIU COJIbBAT.

[00185] B HekoTOpbIX BapWaHTax ocyluecTBiieHus coenunenue Dopmyner (VIa-1) He
sBJIsIeTCST HU O-(LuKonponankapookcamuno)-4-((2,5-gumernn-4,5-muruapo-2H-nupazono[4,3-
C|XUHOIMH-0-11)aMHHO )-N-MeTHIHPUIa3UH-3-KapOOKCaMHUIOM, 4-((2,5-numetmn-4,5-
nuruapo-2H-nmupasono[4,3-c]xuHonuH-6-un)amMuHo)-0-((5-pToprmupunuH-2-mi)aMuHO )-N-
METUJIHUKOTUHAMUIOM, Hu  4-((2,5-mumerun-4,5-murunpo-2H-nupazono[4,3-c|xuHOIUH-6-
WJ1)aMUHO)-6-((2,6-TUMEeTHIITUPUMHTAH-4- 1T )aMUHO )-N-Me TUITHUKOTHHAMHUIIOM.

[00186] B HekoTOpBIX BapuaHTax ocyuectsienust R* nmpencrasser coboit Bogopon, Ci-
Ce ankun, C,-C¢ neiirepoankun uiu C,-Cy pToOpankui. B HEKOTOPBIX BApHAHTAX OCYIIIECTBIICHUS
R* mpencrassier coboit Bogopon, C,-Cy ankwn wm C,-C4 neiitepoankun. B npyrux BapuanTax
ocymectsienus, R* npencrasisier coboit Bogopon, Ci-Cy anxun, C;-Cy4 neiirepoankun mwim C-C,
¢ropankun. B HeKOTOpBIX BapraHTax ocyiuecTBieHus R* mpencrasisier coboit Bomopon, C-Cy
ankun win Ci-C4 neditepoankun. B HEKOTOPBIX BapuaHTax OCylIecTBieHHss R* mpencrasisier
coboii Bonopon, C,-C, amkun wiu C-C, nelitepoankmi. B HEKOTOPBIX BapHaHTaX OCY IIECTBIICHUS
R* mpencrasisier coboii Bomopon, -CHs, -CH,D, -CHD, unu -CD;. B HEKOTOPBIX BapHaHTax
ocyiectBieHus R* mpencrasmsier coboit Bomopon. B HEKOTOPBIX BapHaHTax OcyuiecTBieHust R*
npencrasnsier coboii -CH;. B HekoTOpbIX BapuaHTax ocyiuectieHuss R* npencrasiser coboii -
CDs.

[00187] B HeKOTOPBIX BapHaHTax OCYLIECTBIEHHUs Kaablii R® He3aBHCHMO TipencraBisier

coboit Bomopon, ramoreH, C,-Cq amxun, C-Cg neiirepoankun, C-Cq ¢ropankmn, C;3-Cg
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LUKITIOAJKKN, 4-6-uneHHblii rerepormkioankui, -CN, -OH, -ORY, -C(=0)R'6, -CO,R!® wm -
C(=O)N(R'®),; rme ecnu R® mpucoenunen k atomy asora, To R® mpexncrasisier coboii Bomopon,
ranoreH, C,-Cg amkun, C,-C¢ nefirepoankmn, C-Cq propanmkmn, C3-Cq uukioanku, 4-6-4jaeHHbINR
rereporuiioankmwi, -C(=O0)R!®, -CO,R® wmu -C(=O)N(R'¢),. B HekOTOppIX BapuaHTax
ocyiiecTBiieHust Kakublii R® HesaBucumo mpencrasisier coboii Bomopon, -Cl, -F, merwn, sTu,
uzonponui, -CDs;, -CH,OH, -CF3, uuknonponu, okcetanu, azeruaunui, -CN, -OH, -CO,H unu
-CO,CHj; rae eciu R® npucoenunen k atomy asora, To R® npencrasnsier coboit Bonopo, MeTHI,
stud, uzonponui, -CDs, -CH,OH, -CF;, nuknonponun, okceranwi, azeruaunui, -CO,H unm -
CO,CHj;. B HEKOTOPBIX BapraHTaX OCYIIECTBIEHHs Kaskablii R® He3aBHCHMO mpencraBiisieT coboit
somopon, metun, -CD;,