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COEJMHEHMA B KAYECTBE MOJAVYJIATOPOB CUT'HAJIM3ALIMHM TLR2

IlepexpecTHas cCbliika Ha POACTBEHHBIE 3aBKU

JlanHasi 3asBKa UCHpalIMBaeT MPUOpPUTET MO mpensaputenbHol 3asBke CIIIA Ne
62/648879, nonanHoii 27 maprta 2018 r., nox Hazeanuem « COMPOUNDS AS MODULATORS
OF TLR2 SIGNALING», conepskanre KOTOPON MOJHOCTBIO BKJIFOUEHO B HACTOSIIIMI JOKYMEHT
MOCPENCTBOM CCBUIKH JJIsI BCEX LIeJIEH.

Ob6nacTb TeXHUKH

Hacrosimee  n3o0pereHne  OTHOCHUTCST K = COCAMHEHHUSM,  (papMauneBTHYEeCKUM
KOMIIO3ULMAM, COJEpKallMM Takue COEAMHEHMs, U K TNPUMEHEHUIO TaKUX COEAMHEHUN B
cnoco0ax JIeYeHUsT WIM B JIGKAPCTBEHHBIX CPEACTBAX U JICUYEHHS BOCHAIUTENbHBIX
3a00/IeBaHUII M OMNpENeNeHHBIX HEBPOJOTMYECKHX PACCTPOMCTB, KOTOpPbIE CBS3aHBI C
BOCHIAJINTEIBHBIMI CHTHAJIBHBIMU TPOLIECCAMH, BKJIIOYast 0O€3 OrpaHUYEHUs HEeNpaBHIIBHO
CBEpHYTBIE OEJIKH.

YpoBEHDb TEXHUKHU

Tonn-nogobusie penentopsl (TLR) SBISAIOTCS CHTrHAJNBHBIMH PELENTOPAMH HUMMYHHOM
cucrembl. Korma 5Tu  peLenTopel axkTUBHUPYIOTCA Ha KIETOYHBIX MOBEPXHOCTSX, OHHU
UHULUUPYIOT PEKPYTUPOBAHHE ceMelcTBa OeKoB-amanTepoB, coaep:xkamux TIR-momMeHbl u
MHAYLUPYIOLUINX CUTHAJIbHBIN KAacKaj, KOTOPbIH B KOHEYHOM HUTOre MPUBOIUT K BOSHUKHOBEHUIO
cnenn(PUIeCKux Uil KJIETOYHOTO THIIA BOCHAIUTENBHBIX PEAKIHH, YTO BBI3BIBAET IOIBEM
YPOBHsI IPOBOCHANUTENbHBIX MeauaTopos, Takux kak IL1, IL6, IL8 u TNFa. Cpeau paznudHbix
peuentopoB TLR, xoTOopble 3KCIpeccHpyroTcss Ha Kierkax muekonurarommx, TLR2 obpasyer
rerepogumMepel ¢ TLR1 wnnu TLRO nns uHULMUPOBaHUS BOCHAJMTENBHBIX pEaKUUNd Ha
pa3NUYHBIE JIMTaHAbl MHKPOOHOro mpoucxoxkiaeHus. Cpeau pasiIu4HbIX OaKTepHAbHBIX
JUTaHAOB TNPHUCYTCTBYIOT Jumonojucaxapunel (JIIIC), amumupoBaHHBIE —JUNONENTHABL,
JUIOTJIUKAHBI, TENTHIOTINKAHBI, MOPUHBI, MIUKO3WI(OChHaTHINIMHOZUTOIBHBIE IKOPSL, & TAKIKE
Apyrue KOMIIOHEHThI OAaKTepHaJbHOW KJIETOYHOW CTEHKH, TaKHe KaK JIMMOTEHXOeBas KHCJIOTa
(LTA) nueBmoxokka. B nononaenne k MukpoOHo# aktuanmu TLR2 Ob110 Takxke 0OHAPYKEHO,
YTO aHOMAaJIbHAS arperanys BBICBOOOXKACHHBIX HEHPOHAMH OJMIOMEPHBIX OEJKOB, TAKUX KaK
anba-cunykienH (aSyn), MOKET BKJIIOYATh B Ce0sl aHAJIOTHYHbIE BOCIAJTUTENIbHBIE PEAKIIUU B
JKUBOTHBIX MOJEJISIX HEHpoereHepaTUBHBIX 3a0oneBanmi, Bkirouas 6onesns [lapkuacona (bIT),
IEMEHIMI0 C TenblaMu JIeBH, MHOXECTBEHHYI CHCTeMHYK atpoduro (MSA — multiple
systems atrophy) u 6one3np Anburerimepa (AD — Alzheimer’s disease). Cum., Hanpumep, Kim et
al., Nat. Commun. 2013, 4, 1562.

Crnocobnocts TLR2 wHAynMpOBaTh CUTHATH3ALMIO Yepe3 TeTepoauMephbl IO3BOJISAET



pasnuuaTh pasHbie MATTEPHbI PACMO3HABAHHS, YTO TO3BOJISIET KOHCTPYHPOBATH JIMTAHIBI C
KOHKpPETHhIMU TaTTepHamu WHruOuposanusi. Kajava et al., J. Biol. Chem. 2010, 285, 6227.
Takum 00pa3oMm, B KadyecTBe MOTEHLHAIbHBIX TEPANEBTHUECKHX areHTOB OYyAyT MPHUIOJHbBI
UHTUOUTOPBI, KOTOPbIE KOHKYPUPYIOT B OCHOBHOM C KOHKPETHBIM MATOJOTMYECKUM arOHHUCTOM,
TAKUM KaK OJMIOMEPHbIH MAaTOreHHbIN anb(a-CHHYKJIEHH, HO HE BIUSIIOT HAa JAPYrue JIMTaH/bL,
NPUHUMAIOIINE YYacTHe B MPOBOCMAJIMTENbHON CUTHATM3ALUHN OaKTepPHaJbHBIX HJIM BUPYCHBIX
uHpEeKIid, WM HeKOHKypeHTHble uHruouropel TIR-Myd88, Ttakme xak coennHeHwMs,
OTIOCPEeNOBAaHHO (DYHKIIMOHHPYIOIIHME B KaueCTBe HEKOHKYpeHTHhIX uHruouropos TLR2
MOCPEACTBOM BHYTpUKJIeTOUHOTO nHrnbupoanust TIR-Myd88.

@OyHKUMS TOJUI-MOJOOHBIX pPELenTOpoB ObLa CBS3aHA C PA3IMYHBIM CBOpPAYHBAHHUEM
Oenka, muMmepu3auueil Oeiaka W BOCHANUTENbHBIMH MPOLECCAMH, & TAKXKE C COMPSKEHHBIMH
3a0o0seBaHUsIMH, TaKUMH Kak Oose3Hp Anbureiimepa (Gambuzza, M. et al., “Toll-like receptors
in Alzheimer’s disease: a therapeutic perspective,” CNS Neurol. Disord. Durg Targets 2014,
13(9), 1542-58), 6one3np Ilapkuncona u 6onesns [lapkuncona ¢ nemenumeii (Beraud, D. et al,,
“Misfolded a-synuclein and Toll-like receptors: therapuetic targets for Parkinson's disease,”
Parkinsonism Relat. Disord. 2012, 18 (Suppl. 1), S17-20), noOHO-BHUCOYHAsI HEMEHLUS,
nemeHust ¢ tenbuamu JleBn (Oone3np tenen JleBW), MHOJKECTBEHHAs CHUCTEMHAsl aTpOQuHs
(Vieira, B. et al., “Neuroinflammation in multiple system atrophy: Response to and cause of a-
synuclein aggregation,” Front. Cell Neurosci. 2015, 9, 437), amuotpodudeckuii JaTepasbHbIid
ckiepo3 (Casula, M. et al., “Toll-like receptor signaling in amyotrophic lateral sclerosis spinal
cord tissue,” Neuroscience 2011, 179, 233-43), 6one3up Xantuarrona (Kalathur, R K.R. et al,,
“Huntington’s disease and its therapeutic target genes: a global functional profile based on the
HD Research Crossroads database,” BMC Neurology 2012, 12, 47), BOoCmajauTeIbHbIE
3a0osieBaHus, acTMa U XpoHHUecKast oOcTpykTuBHas Oonesnb Jerkux (XOBJI) (Zuo, L. et al,,
“Molecular regulation of Toll-like receptors in asthma and COPD,” Front. Physiol. 2016, 6,
312), xponndeckue nenrudeckue s3Bel (Smith, S., “Roll of Toll-like receptors in Helicobacter
pylori infection and immunity,” World J. Gastrointest. Pathophysiol. 2014, 5(3), 133-146),
tybepkynes (Harding, C.V. et al., “Regulation of antigen presentation by Mycobacterium
tuberculosis: a role for Toll-like receptors,” Nat. Rev. Microbiol. 2010, 8(4), 296-307),
pesmarounnusii aptput (Huang, Q.-Q. et al., “Roll of Toll like receptors in rheumatoid arthritis,”
Curr. Rheumatol. Rep. 2009, 11(5), 357-364), xponuueckuii cunycut (Zhang, Q. et al,
“Differential expression of Toll-like receptor pathway genes in chronic rhinosinusitis with or
without nasal polyps,” Acta Otolaryngol. 2013, 133(2), 165-173), renatur (BKjrO4as remnatut B

u C) (Zhang, E. et al., “Toll-like receptor (TLR)-mediated innate immune responses in control of



hepatitis B virus (HBV) infection,” Med. Microbiol. Immunol. 2015, 204(1), 11-20; Howell, J. et
al., “Toll-like receptors in hepatitis C infection: implications for pathogenesis and treatment,” J.
Gastroenterol. Hepatol. 2013, 28(5), 766-776), nogarpa, BOJIYaHKa, TICOPUA3, MCOPHATUIECKUN
aptput (Santegoets, K.C.M. et al., “Toll-like receptors in rheumatic diseases: are we paying a
high price for our defense against bugs?” FEBS Letters 2011, 585(23), 3660-3666), Backymur,
napunrut, tweBput (Chen, X. et al,, “Engagement of Toll-like receptor 2 on CD4(+) T cells
facilitates local immune responses in patients with tuberculous pleurisy,” J. Infect. Dis. 2009,
200(3), 399-408), sk3ema (Miller, L.S., “Toll-like receptors in skin,” Adv. Dermatol. 2008, 24,
71-87), ractput (Schmausser, B. et al., “Toll-like receptors TLR4, TLRS and TLR9 on gastric
carcinoma cells: an implication for interaction with Helicobacter pylori,” Int. J. Med. Microbiol.
2005, 295(3), 179-85), Backymut (Song, G.G. et al., “Toll-like receptor polymorphisms and
vasculitis susceptibility: meta-analysis and systematic review,” Mol. Biol. Rep. 2013, 40(2),
1315-23), napunrur (King, S. N. et al., “Characterization of the Leukocyte Response in Acute
Vocal Fold Injury,” PLoS One, 2015; 10(10): €0139260), annepruueckue peakuun (Gangloft,
S.C. et al, “Toll-like receptors and immune response in allergic disease,” Clin. Rev. Allergy
Immunol. 2004, 26(2), 115-25), paccesnnbiii ckiepo3 (Miranda-Hernandez, S. et al., “Role of
toll-like receptors in multiple sclerosis,” Am. J. Clin. Exp. Immunol. 2013, 2(1), 75-93), Gone3Hb
Kpona (Cario, E., “Toll-like receptors in inflammatory bowel diseases: A decade later,”
Inflamm. Bowel Dis. 2010, 16(9), 1583-1597) u TpaBMaTHueCKO€ MOBPEKACHHUE TOJIOBHOTO
mosra (Hua, F. et al., “Genomic profile of Toll-like receptor pathways in traumatically brain-
injured mice: effect of exogenous progesterone,” J. Neuroinflammation 2011, 8, 42).

Ilyte Tpancaykumum curanoB TLR2 MokeT akTUBUPOBATHCS MPU MOMOILNU BHELIHETO
IOMeHa (KapMaH aroHUCTa) WM MEXaHWU3MOB, BKITIOHUAIOMNX B ce0s IUTOIMIa3MaTHYECKHIA
noMeH TIR, kOTOpBIN ONoOCpenyeT rOMOTUIUYECKOE U FeTEPOTUNIHYECKOE B3aUMOJEHCTBUE MPU
curHanuzauu. B 3ToM tune curnanuzanun yuactsyrot 6enxku MyD88 u TIRAP (Mal).

Baxno ormeruts, uT0 KOHCepBaTuBHBIN npoiuH P681 B TLR2 B npeaenax nernu BB
(Brown V.et.al. (2006) European Journal of immunology 36, 742-753) y4acTByeT B MeXaHHU3Me
auMepuszanuu. Myranusa B stoil nmerine ot PO681H mpekpammaer pekpytuposanue MyD88 u
CHUTHAM3auui0. TakuM o0pa3oM, COCAMHEHUs, KOTOPbIE CBSI3BIBAIOTCS BOJIHM3HM OT 3TOH METNIU U
OTPaHUYMBAIOT €€ IBMKEHHE BO BPEMsl MpoLEcca AUMEpH3alHy, OyIyT MPUTOIHBI B KaueCTBE
uHruouropos akruauun TLR2.

B Hacrosimmem MOKYMEHTE OIMMCAHbI COENWHEHHs, KOTOpbIE CIYKaT B KadecTBE
antaronncToB TLR2 ¢ BbICOKOI1 3()(heKTHBHOCTBIO U CENEKTHBHOCTBIO.

CyurHocTh u300peTeHust



B omHOM acrniekTe B HACTOSIIEM TOKYMEHTE MPenjioskeHo coenunenue @opmysl (A):

Gs (A),

WM TayToMep, Wid  (apMaleBTUYeCKH MpueMieMas Ccojb  Jroboro  u3
BbILHeHepeLII/ICJ'IeHHbIX,

rac

5
*-7 YKa3bIBA€T, YTO KOJbLO ABJACTCA HACBIMCHHBIM, YaCTUYHO HCHACBIIICHHLIM WA

IMOJIHOCTBIKO HCHACBIIICHHBIM,

YKa3bIBAET, YTO F npucoenuHeH K E- nim Z-koHdpurypauuy,

G1 u G2 kaxABIN HE3aBUCUMO npencTaBiisitoT codoit CR™ wiu N;

R* mpencrasisier co0oit BOAOPO WU TaJIOTEH;

omun u3 R' u R? npencrasnsier coboit ~OH, a apyroii BbIOpaH U3 rpyMmbl, cocTosmel u3
-C(O)R?, -CH=NR/, -S(O)R®, -S(O)R®, -NHC(O)RY -NHS(O)R®, -Ci-Ceankun-Rf, -C»-
Csankennn-R®, HezamerneHHoro win 3amerineHHOro Cs3-Cg IIMKIOANKHIA, HE3aMEIIEHHOTO HIIH
3amereHHOro C3-Cg LMKIIOATKEHWIA M HE3aMEIEHHOTO MJTH 3aMEIEHHOTO MeTePOLIMKIIOATKUIIA,

R?® RP® R® m R® xaxmpli HesaBucumo npencrasistor coboit H, Ci-Ceankmm, Co-
Ceankenms, Cr-Coankunamun, Ci-CerasoreHankmi, He3aMeEIeHHBIH WM 3aMeleHHBIN
reTePOLMKIINII, He3aMEIEHHBINA UJIH 3aMEIeHHBIN reTepoapui, OSH30MI UM CTUPHLT,

RY nmpencrasmser coboit H, Ci-Ceankun, Cr-Ceankenun, C,-Ceankuamn, Ci-
CeranoreHankui, He3aMeUIEeHHbIH WM 3aMelleHHbIIl T[eTepOLMKINI, He3aMelleHHbIH WIH
3aMEIeHHBIN reTepoapuI W OSH30MUIT,

Rf 1 RE kaxp1il HE3aBUCUMO MPEACTABIAIOT coboii —OH, He3aMeIeHHbIH reTepoap, —

NR™R", OeH30MJT UJTH CTUPUIT,

R™ u R" kaxxapiii He3aBucuMo npenctasisitoT codoit H, Ci-Csankui, Cr-Ceankenmn, Co-



Ceankunmi 1100 He3aMeIEHHbIM WIIA 3aMELIEHHBIN [THKIOATKHIIT,

R mpemctansier coGoif  HE3aAMENIEHHBIH MIM  3aMEIIEHHBIH  TeTepOLMKINI,
He3aMelleHHbI Wan 3amemenHbiii apun, -ORY -NHRY -NHC(O)R¥, -NHS(O)R* umu -
NHC(NH)NH;;

R* npencrasnser coboit Ci-Ceanxun, Co-Coankennn, Cr-Coankuamn, C3-CsUHKIOATKIT
WA apui,

R® nmpencrasnser coboit H, Ci-Ceanxun, Ci-Coankokcu unu ranoren, rae Ci-Cealkun u
Ci-Coankxokcu u3 R* kaaplii HE3aBUCHMO SIBIAIOTCS HE3aMELIEHHBLIMM MM 3aMelleHHbIMH
OIHHUM HJIH OOJiee rajoreHoB;

rae:

xorna R' unu R? npencrasnster coboii -C-Coankun-OH umu —C1-Coankun-NR™R", rne
R™ p R" kaxaplit npefacTasisoT coboit Ci-Ceankun, R? Beibpan u3 rpynmsl, cocrosimeii us Ci-
Csankuna, C;-CeaTKOKCH U TaJIOTeHa,

korma R!' mmu R’ mpencraBnser cobGoil HesamelieHHbIH uiu 3amerneHHbii C3-Cs
rukoankui, -NHC(O)CH;s unmu —S(O)- RS, rne R® npexncrapnsier coOol He3aMeIeHHbIH HIIN
3aMeleHHbli rerepoukin, R® Bei6pan u3 rpymmsl, cocrosmeii u3 Ci-Coankuma, Ci-Csankokcu
Y TaJIOreHa,

korma R! unu R? mpencrasnser co6oit —CHO, R* BriOpan u3 rpynmel, cocrosimeii us3
Bozopoaa, Ca-CeaIKOKCH U TaJIOTEHA,

xoraa R! umu R? mpencrasnser coboit —C(O)CH3, R® BLiGpan u3 rpymmsl, cocTosImeil us
C,-CsanKOKCH U rajioreHa;

xoraa R! unu R? npencrasnsier co6oii —C(O)CH(Br)CHs unu —~C(O)CH(Br)CH,CH3, G7
npencrassier coboit C wmm CH;

xorma R® mpencraenser coGoit Bomopoxn, He Gomee uem omuH u3 R® R RS u R%
npencrasnsier coboit —CF3, e 6Gonee yem oxun n3 R% R R u R npencrasnser coboit —CH;
u He Gonee uem oguH u3 R®? R R i R npencrasnser co6oit —OH,

Y npencrapnsier coboit -C(O)- unu orcytersyeT, a R* u R® kaxmplii mpencraBusor
coboii H,

WITH

Y orcyrctsyer, a R* u R’ 06beunsroTes ans o6pazosanus —S-;

G; npencrasnsier coboit CH(X-R%), C(X;1-R%), N, N(X;-R®?), S um O;

G nipencrassier coboit CH(X2-R%?), C(X5-R®), N, N(X»-R%®), S umn O;

Gs npencrasnsier coboit CH(X3-R%), C(X3-R%), N, N(X3-R®), S um O;

Ge mpencrasysier coboit CH(X4-R%), C(X4-R%%), N, N(X4-R®Y), S, O uma otcyreTByer;



G7 npexacrasisier codoit N, C i CH,

rre korga Gs npencrasinsier coboit N, mpuMeHsieTcs o MeHblnei Mepe onHo u3 (1), (i) u
(iii):

(1) mo menbineit mepe onuH n3 Gs, G4 1 G He sBIsieTcst CH;

(i) R* u R’ obbenunsrorcs ais o6pazosanus —S-; u

(iii) R? mpencrasnser coboit ~-OCH; uu ranores;

X,
O

m pasHO 1-6;

X2, X3 w X4 KaKIbIH HE3aBUCHMO OTCYTCTBYIOT, TPEICTABISIFOT COOOMU

R% R Ry R® kaxnplii He3aBHCHMO TIpencTaBisoT coboit Bogopon, Ci-Ceanku, Ci-
Csankoxcu, ranored, -OH, -NRPRY apun, rerepormknmn, rerepoapuni, -Ci-Ceankui-
rerepouukimi, -OC(O)-rerepouukmmn, -C(O)RE -S(0),NR¥'R™2, -S(O)%,RY umu -NR*S(0),R%,
rae C1-Csankun u C1-Csanxoxcu u3 R% R R® y R kaxnplii HE3aBHUCHMO SBISIOTCS
HE3aMEIEHHBIMU UM 3aMEIEHHBIMU OJIHOM MM G0Jiee IPyNnamu, BhIODAHHBIMH M3 TDPYIIIbL,
cocTosIIel U3 NUKNOANKMIA W TajoreHa; apun u retepoapun uz R% R R u R xaxnprii
HE3aBHCHMO SIBIIAIOTCS HE3aMELIEHHbIMH MM 3aMEIIEHHBIMU ONHOM Mu Gojiee Tpynmamw,
BbIOpaHHBIMHU U3 Tpynbl, coctosmeit 3 Ci-Ceankuna, Ci-Csankoken, -OH u Ci-Csankxun-OH; a
rereporukmnn, -Ci-Ceankun-rerepormkmun u -OC(O)-rereponukmun u3 R® R R u RS
Kbl HE3aBUCUMO SIBJISIIOTCSI HE3aMEIIEHHbIMH WJIM 3aMELIeHHbIMH OJHON wunmu Gojee
rpynmnamu, BbiOpaHHbIMUA U3 rpynmbl, coctosimed u3 Ci-Ceankuna, Ci-Csankokcu, -OH, Ci-
Ceanxun-OH, =0 u=§;

RY Bri6pan w3 rpymmbr, cocrosmmeit m3 H, Ci-Ceamxuma, Ci-Ceanxoxcu, u Cs-
Csrukoankuia, 1 -NR'R?;

RP npencrasisier codoit H mmu C1-Ceankmn,

RY npencrasaser coboii C2-Csanxmi, -C(O)R!, -C(O)OR", -C(O)NRY;

R!, RS, R"! u R? kaxnplit HezaBucumo Bbiopansl us H u Ci-Ceankuna; u

Rt Ru’ RV’ Rw2

RY u R? kaxnblii HesaBucumo BoiOpanbl u3 H, Ci-Ceankuna,

2 2

He3aMeIeHHOro uian 3amerneHHoro Cs-CslUKIOanKuna ¥ He3aMelleHHOro MM 3aMeIleHHOro
reTepoLUKINIA,;

Wi

Gs nipencrasnser coboit CH(X3-R) unu C(X3-R%), Ge npencrasnser coboit CH(Xs-R%)
nmn C(X4-R%), a R® u R% B3siThI BMecTe ¢ aToMaMu yriaepona, K KOTOPBIM OHH TIPHCOEAMHEHE,
Anst 00pa3soBaHMsl G-UEHHOTO APMIBHOrO, 6-UNEHHOTO reTePOLMKIMIBHOTO MM 6-4JIEHHOTO

reTepoapuibHOrO KOJbLIA, [Ae O-uJieHHOE apuibHOe, O-dJIeHHOE TIeTEepOLUKINIbHOE U 6-



4JIEHHOE TIeTePOAPMIIBHOE KOJbLA KAXKIO€ HE3ABHCUMO SBJISIIOTCS HE3aMELIEHHBIMU HUIH
3aMELIEHHBIMH,

rae He Gonee yeM omuH u3 R% R R u R® npencrasnser coboit C1-Ceankoken umm —
OH; n

[II€ COEAUHEHUE HE SIBJISIETCS CoOeqUHEeHUEM 13 Tadmuubl 1 X,

B npyrom acriekte B HACTOSIIEM JOKYMEHTE NPEANIOKeHO coearHenne @opmynsl (A-1):

R'
R3 R?
| AN
Gi_ -G
~G3 Y. 7
Ny
/G', G R*
G5‘~_;k
Gs RS (A-1)

WM TayToMmMep, Wi (apMaleBTUYEeCKH nOpuemsieMass cojb  Jroboro w3
sbimenepeunciaennsx, rae R R2 R3 RY R Y, Gi, Gy, Gs, G, Gs, Ge u G7 ABIAIOTCS TAKUMH,
Kak onpeneneHo st @opmyiel (A) wnm 0001 ee Bapualliy WM BapUaHTa OCYINECTBJICHUS, U
I7ie CTEPEOXHMHUs IO OTHOLICHUIO K JBOHHOMN CBsI3M, MOka3aHHOH B @opmyne (A-1), sBusercs
TaKOMU, KaK MpeacTaBiieHo B popmyiie Ha purype.

B npyrom acriekte B HaCTOSIIEM JOKYMEHTE MPEMIOKEeHO coearHenne Dopmyisl (A-2):

R'
R3 R?
[
Gi1_~2G2
Gy "
Ga.-~ 67

e
4(
Gs. G RS (A-2)

WM TayToMmMep, Wi (apMaleBTUYEeCKH nOpuemsieMass cojb  Jroboro w3
sbimenepeunciaennsx, rae R R2 R3 RY R Y, Gi, Gy, Gs, G, Gs, Ge u G7 ABIAIOTCS TAKUMH,
Kak onpeneneHo st @opmynet (A) wim 1000 ee Bapualluy WM BapUAHTA OCYIIECTBIICHUS,
I7ie CTEPEOXHMHUS 1O OTHOLICHUIO K JBOHHOMN CBsi3M, MOKa3aHHOW B Dopmyne (A-2), sBisiercs
TaKOMU, KaK MpeacTaBiieHo B popmyiie Ha purype.

B omHOM acrniekTe B HACTOSIIEM HOKyMeHTe npeniioskeHo coenunenue @opmyisl (I):



Gs (D,

WM  TayToMep, Wid  (apMaleBTUYeCKH MpueMieMas Ccojb  Jioboro w3
BbILHeHepe‘{I/ICJIeHHbIX,

rac

5
*-7 YKa3bIBA€T, YTO KOJbLO ABJACTCA HACBIMCHHBIM, YaCTUYHO HCHACBIIICHHLIM WA

IMOJIHOCTBIKO HCHACBIIICHHBIM,

v

R5
Ga--,
[

G4:"/G6
yKa3bIBaeT, UTO  ©5 npucoenuHeH K E- nim Z-koHdpurypauuy,

G1 u Gy kaxabIH He3aBUCUMO npencTaBiisitoT codoit CH wmm N;

omun u3 R' u R? npencrasnsier coboit ~OH, a apyroii BbIOpaH U3 rpyMmbl, cocTosmel u3
-C(O)R?, -S(O)R®, -S(O)R®, -NHC(O)RY, -NHS(O):R¢, -C1-Coanxun-Rf, -Cr-Coankennn-RE,
HE3aMEIIeHHOr0 WJIM 3aMEIIeHHOrO LHKJIOANKWIA, HE3aMEIIeHHOTO0 WKW 3aMEIIeHHOTO
LUKJIOAJTKEHUIA U HE3aMEIEHHOTO UJTH 3aMEIEHHOTO MreTEPOLIMKIIOATKUIIA,

R? RP® R® m R® xaxmpli Hesasucumo npencrasistor coboit H, Ci-Ceankmm, Co-
Ceankenms, Cir-Coankunaui, Ci-CeraJoreHankmi,  He3aMEIeHHLId WM 3aMeIleHHbIN
reTePOLMKIINII, He3aMEIEHHBINA UJIH 3aMEIeHHBIN reTepoapui, OSH30MI UM CTUPHLT,

RY nmpencrasmser coboit H, Ci-Ceankun, Cr-Ceankenun, C,-Ceankuamn, Ci-
CeranoreHankui, He3aMeUIEHHbIH WM 3aMelleHHbIl T[eTepOLUKINI, He3aMelleHHbIH WIH
3aMEIeHHBIN reTepoapuI W OSH30MUIT,

Rf u R® kaxnaelii HE3aBHCHMO TPENCTABIAIOT COOOH He3aMeIleHHBIH TreTepoapHi,
OEH30WIT WIH CTUPHLT,

R® npencrasnser coboit H, C1-Ceankun, C1-CealkoKCH UM rajoreH; 1

R* u R’ xaxnaplii npencrasisior coboii H,

Win

R* u R® 006beuHs0TCA TS 00pa30BaHus —S-;

G; npencrasnsier coboit CH(X-R%), C(X;1-R%), N, N(X;-R®?), S um O;



G nipencrassier coboit CH(X2-R%?), C(X5-R®), N, N(X»-R%®), S umn O;

Gs npencrasnsier coboit CH(X3-R%), C(X3-R%), N, N(X3-R®), S um O;

Ge mpencrasysier coboit CH(X4-R%), C(X4-R%%), N, N(X4-R®Y), S, O uma otcyreTByer;
rrne korna Gs npeacrasisiet coboit N, win

(1) mo menbeit mepe onuH u3 Gs, G4 u Ge He sBnsiercs CH; mmu

(i) R* u R’ obbenunsorcs a1s 06pa3oBaHust —S-;

X,
O

m pasHO 1-6;

X2, X3 w X4 KaKIbIH HE3aBUCHMO OTCYTCTBYIOT, TPEICTABISIFOT COOOMU

R% R Ry R® kaxnplii He3aBHCHMO TIpencTaBisoT coboit Bogopon, Ci-Ceanku, Ci-
Csankoxen, ranored mmn -C(O)RY, roe Ci-Coankxun u3z R% R R® u R® nesasucumo sBnsercs
HE3aMELIEHHBIM HJIH 3aMELIEHHBIM LIUKJIOAIKWIOM UK TaJOrEHOM,

RY BeiGpan wu3 rpymmel, cocrosmeii uz H, Ci-Ceanxuma, Ci-Ceanxokcun u  Cs-
CIMKIIOANIKUIA,

r7ie COeMHEHNE He SBIIIETCs coequHeHreM u3 Tadbmunbl 1X.

B npyrom acnekre B HacTOsIIEM JOKYMEHTE MpemioskeHo coequHere @opmyier (1a):

G (Ta)

WM TayToMmMep, Wi (apMaleBTUYEeCKH nOpuemsieMass cojb  Jroboro w3
sbimenepeuncinennslx, rae RN R% R R* R® Gy, Gy, G3, Gs, Gs u Gs ABISIOTCS TaKUMH, KaK
onpenenero st @opmyinsl (I) umu modoit ee Bapualiy WM BapuaHTa OCYIIECTBIICHUS, U e
CTEPEOXHMHUS MO0 OTHOLICHHIO K ABOHHOMN CBsi3H, nMokasaHHOH B @opmyne (la), sBisiercs Takow,
KaK MpeacTaBiieHo B popmysie Ha durype.

B npyrom acriekte B HacCTOSIIEM JOKYMEHTe mpemtoskeHo coequnenrie @opmyisr (Ib):
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(Ib)

WM TayToMmMep, Wi  (apMaleBTUYECKH  IpuemsieMass Ccojb  Jodoro w3
sbimenepeuncinennslx, rae RN R% R R* R® Gy, Gy, G3, Gs, Gs u Gs ABISIOTCS TaKUMH, KaK
onpeneneno st @opmynsl (1) unmm mobo#t ee Bapualuu WK BapuaHTa OCYIIECTBIICHUS, U T
CTEPEOXHMHUS TI0 OTHOLIEHUIO K IBOMHON cBs3H, mokazaHHoW B @opmyie (Ib), sBisiercs Takoii,
KaK MpeacTaBiieHo B popmysie Ha durype.

B monosHUTENBHOM acreKkTe B HACTOSIIIEM AOKYMEHTE MPEIOKEHbI (hapMalleBTUIECKHE
KOMIIO3ULIMH, COAEp KaIllie MO MEHblIeH Mepe omaHo coenanHeHne @opmynel (A), (A-1), (A-2),
(D), (Ia) i (Ib), Takoe kKak coepuHEHUe W3 TaONULBI |, WK TayToMep, WiH (papMaLeBTHUECKH
NPUEMIIEMYIO COJb  JIOOOTO W3  BBIICMIEPEUUCIICHHBIX, HEOOS3aTEeNIbHO JIOTIOJHUTENIBHO
conepxaiee papMaeBTUIECKH MPHEMIIEMOE BCIIOMOTaTEIbHOE BEIIECTBO.

B npyrom acnekre B HacTOsIEM JTOKYMEHTE MPEIIOKEH CIOCOO JieueHus 3a00JIeBaHus
WIN COCTOSTHUSI, CBS3aHHOTO ¢ rerepomumepusanueit TLR2, Bkmrowaromuii B ceOsi BBEIECHUE
CyOBEKTYy, HYXIAIIEeMyCs B MOAOOHOM JjeudeHuH, 3((HEeKTHBHOIO KOJHUYECTBA MO MEHBIIEH
Mmepe oxHoro coeanHeHust @opmyisl (A), (A-1), (A-2), (1), (Ia) mu (Ib), Takoro kak coennHeHUe

u3 Tabmuubl 1, wam TayTomepa, WM (papMaleBTHYECKH TNPUEMIIEMOH COJM JI000ro us3

,
BBIIIENIEPEUNCIICHHBIX, W/WIH (apMaLeBTHUECKON KOMITO3HUIINH, COAEPIKaIIel 0 MEHbIIEH Mepe
onHo coeamnenne Popmyiel (A), (A-1), (A-2), (I), (Ia) unm (Ib), Takoro kak coenUHEHHE U3
tabmuubl 1. B HEKOTOpBIX BapuaHTaX OCYINECTBJIEHUS JIOOOr0 W3 CHOCOOOB, OMUCAHHBIX B
HACTOSIIIEM JOKYMEHTe, 3a00JieBaHHE WM COCTOSIHUE BBIOPAHO W3 TPYIIIBL, COCTOSIIEH H3:
Oonesnn Aunburetfimepa, Oonesnu IlapkuHCOHA, JOOHO-BUCOYHOW IEMEHIMH, ISMEHINH C
tenbiiamu Jlesu (6onesnu teneu Jlesu), 6ose3nu [TapkuHCOHA C AeMeHIHENH, MHOKECTBEHHOMN
cucteMHoOU atpoduu, aMUOTPOPHUECKOro JaTepaNbHOrO CKIepo3a, 0O0Jie3HH XaHTUHITOHA,
BOCTIAJIMTEJIBHBIX 3a00JIEBaHNH, aCTMbI, XpOHUUECKOH 00cTpyKkTHBHOH Oose3nu jerkux (XOBJI),
XPOHHYECKUX TENTUYECKUX 3B, TyOepKyJe3a, pPEeBMATOMIHOIO AapTPUTa, XPOHUYECKOTO
CHHyCHTa, remarura, rematura B, remarura C, momarpel, BOJYAHKH, IUIEBPHUTA, SK3EMBI,
racTpura, TICOpUA3a, IICOPUATHYECKOTO apTPUTA, BACKYJIUTA, JAPUHTHUTA, aJUIEPTUYECKUX
peakuuii, paccestHHOTro ckjeposa, OonesHn KpoHa, TpaBMaTH4eCKOro MOBPEKIACHUS TOJIOBHOTO

mosra, CIDP (XpoHHuYeckodl BOCHMANUTENBbHOW NEMHETUHH3UPYIOLIEH MOJMHEHPONaTHu),
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aTONUYECKOTO JIePMaTUTa, OOBIKHOBEHHBIX Yrpei, po3aliea, HeaJKOTrOJIbHOW JKUPOBOH OOJe3HH
MIEUEHH, HEAJKOTOJIbHOTO CTE€AaTOrenaTuTa, TPAaBM POTOBHLBI, HAPYLICHUH POTOBHIIBI, OOJIE3HH
IItaprapara (rOBEHUJIBHOH MaKyJSIPHOHM AereHepanuu), BO3PACTHONH MaKyJSIPHOH AereHepamnny,
cericuca, AMA0ETUYECKUX paH, BHPyCa MPOCTOrO Teprneca W TIPUOKOBBIX, OaKTepUANBHBIX,
BUPYCHBIX U ONYXOJIEBbIX 3a0ON€BaHMH WJIM COCTOSHHHA. B HEKOTOpbIX BapHaHTax
OCYIIECTBJIEHHS JIIOOOTr0 U3 CIIOCOOOB, OMICAHHBIX B HACTOALIEM JOKYMEHTe, 3a00JieBaHNe WU
COCTOSIHHE BBIOPAHO W3 IPYMIIBL, COCTOSIIIENH M3: MPOTrPECCHUPYIOIIEro HAABSIEPHOrO Mapannya

(ITHIT), ©Oonesan Humanna-Iluka tmma C, cuHAPOMA pa3ApPaKEHHOTO  KHIIEUYHUKA,

>
ocreoaptputa, HSV porosuiibl, HHCYJIbTa U UIIEMUYECKOH OOJIE3HU CepaLa.

B eme ogHOM acriekTe B HACTOSIIEM TOKYMEHTE INMPEIUIOKEH Croco0 BMEIIATENbCTBA B
rerepogumMepusannio TLR2 B kneTke, niu MOAYyNIMPOBAHUS, NPEAOTBPALLCHUs, 3aMEIJICHUS,
peBEepCUPOBaHMS WM MHIHOMpOBaHMs rerepoauMepusanun TLR2 B kieTke, BKIOYAIOLINHA B
ceOsl mpUBEIeHNE B KOHTAKT KIETKH C 3(PPEKTHBHBIM KOJMUYECTBOM IO MEHBLIEH Mepe OIHOTO
coenunenus @opmyisl (A), (A-1), (A-2), (I), (Ia) umu (Ib), Takoro xak coequHEeHNE 13 TAOIUIIBI

I, wm ero Tayromepa, win (¢apManeBTHYECKH INPHEMJIEMOH coau Jro0oro  u3

)
BBIIIENIEPEUNCIICHHBIX, W/WJIM C MO MEHbIIEH Mepe ONHOW (hapMaleBTHUYECKOH KOMIO3HLUEH,
comepxaieii mo MeHblneil Mepe ogHo coenuHeHne Popmynel (A), (A-1), (A-2), (), (Ia) umm
(Ib), Takoe kak coenuHeHNE U3 TAOMULBI |, MpUYeM NMpUBEAEHUE B KOHTAKT MTPOUCXOIUT In Vitro,
€X VIVO WJIH in VIVO.

JloToTHUTEIbHBIE BAPUAHTBI OCYIIECTBJICHUS], TIPU3HAKUA M MPEUMYLIECTBA HACTOSILIErO
ONMCAHWsI CTAaHYT OYEBHAHBIMH W3 CJIEAYIOIEro TMOAPOOHOrO OINUCAHHMS U INyTEeM
OCYILIECTBIIEHHS] HACTOSIIETO OTIMCAHUS Ha MPAKTHKE.

B nensx kpaTkocTH onucaHus MyOJUKAIHHi, [TUTHPYEMbIX B HACTOSIIEH CrIeLU(pUKALINH,
BKJIFOYAsl TATEHTHI, BKJIFOYEHbI B HACTOSIIHHA JOKYMEHT NOCPEICTBOM CChUIKH.

ITonpoOHOe onucanne CYImHOCTH H300pEeTeHUs

Hacrosimee  n3o0pereHne  OTHOCHUTCST K COCAMHEHHUsM,  (papMauneBTHYeCKUM
KOMIIO3ULIUSIM, COJIEPKAIlUM TaKhue COCOUHEHUS, W K NPUMEHEHUIO TAaKUX COCAMHEHUIN B
cnoco0ax JIeYeHUsT WIM B JIGKAPCTBEHHBIX CPEACTBAX U JICUYEHHS BOCHAIUTENbHBIX
3a00/IeBaHUII M OMNpENeNeHHBbIX HEBPOJOTMYECKHX PACCTPOMCTB, KOTOpPbIE CBS3aHBI C
BOCHIAJINTEIBHBIMI CHTHAJIBHBIMU TPOLIECCAMH, BKIJIIOYast O€3 OrpaHH4YeHHs] HETpaBHIIbHO
CBEpHYTBIE OEJIKH.

HeoOxoanMo nmpuHATE BO BHIMAHHUE, YTO 3TO ONHUCAHHE HE OrPAaHMYEHO KOHKPETHBIMU
OTMCAHHBIMH BAapUAHTAMH OCYIIECTBJICHHUS, TMOCKOJBKY OHHU MOTYT BapbUpOBAThCS. Takxke

MOHATHO, YTO HCHOJBb30BaHHAsA B JAaHHOM JOKYMCHTEC TCPMUHOJOTHA MNPECAHA3HAYCHA
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UCKJIFOUNUTEIbHO JIJIsl ONMUCAHUsl KOHKPETHBIX BAPMAHTOB PEeANM3aLlUMU U HE IpeIHa3HadYeHa AJis
OTpaHUYEHHUsT O0OBEMa OTTHCAHMSL.

Ecnu He yka3aHO MHOeE, BCE HCIOJb3yeMble B HACTOSLIEM AOKYMEHTE TEXHHYECKHE U
HAy4HblE TEPMHHBI HMMEIOT OOINETPUHATHIC 3HAYEHUS, TMOHSTHBIE CIELMUAINCTY B OOJNACTH
TEXHUKH, K KOTOpPOH MPHHAMJIEKUT HacTosimee u3o0pereHre. Bce maTeHThl, 3asBKH,
OnyOJIMKOBAaHHBIE 3asiBKU U Ipyrue nyONrUKaluy, Ha KOTOPBIE CChIJIAETCS] HACTOSIIIUIN TOKYMEHT,
BKJIFOUEHBI MOCPEACTBOM CCBUIKU BO BCEWU CBOeW MOJHOTE. Eciu omnpenesneHue, yka3aHHOE B
JaHHOM paszesie, MNPOTUBOPEUYUT WIM HMHBIM OOpa3soM HE COOTBETCTBYET OIPENeNIeHHIO,
YKa3aHHOMY B MATEHTE, 3asBKE WJIM APYrod NMyOJIMKaLW{, KOTOPbIE BKIKOYEHbI B HACTOSIIHNN
JOKYMEHT TMOCPEACTBOM CCBUIKH, OINpEAENeHHe, YKa3aHHOE€ B JaHHOM pasfene, HuMeeT
MPEUMYIIECTBO MEpeN ONPEAEeNIeHUEM, BKIYEHHBIM B HACTOSIIIMI JOKYMEHT MOCPEACTBOM
CCBUIKH.

Hcnonp3oBaHue B HACTOALIEM ONMCAHUU U B TIpUjaraeMoit popmyse nzodbperenns Gopm
€IMHCTBEHHOTO YHCJIa BKIOYAET B ceOsl CCBUIKY HA MHOXECTBEHHOE YHCJIO, €CJTU B KOHTEKCTE
SBHO He yka3aHo uHoe. Crenyer Takke OTMETUTb, YTO B (OpMyJy H300pETEHHs] MOTYT
BHOCHUTBCS MIPABKH C IIEJIBI0 UCKIFOUEHUsS JTIOObIX HEOOS3aTeNbHBIX 3J1IeMeHTOB. CIe0BaTebHO,
JAHHOE VYTBEPXKACHHE MOJDKHO CIY>KUTb B KayeCTBE IPEABAPUTENIBHOIO OCHOBAHMS IS
WCIIOJIb30BAaHUsl TAKOW MCYEPIBIBAIOINECH TEPMHUHOJIOINH, KaK «UCKJIIFOUUTEIBHOY, «TOJBKO» U T.
. B CBA3M C VKAa3aHHEM J3JIEMEHTOB (OPMYyJIbI HM300pETeHHs, WM HCIIOJb30BAHUS
«OTPULIATEJILHOTO» MPU3HAKA.

B kOHTekCTe M[AaHHOrO [OKYMEHTAa TEPMHUHBI «BKJHOYAKOLUN», «COAEPKAMUI» U
«COCTOSIIUN U3» UCMOJIB3YKOTCS B UX OTKPBITOM HEOTPAHUYHUTEIBHOM CMBICIIE.

s obecriedennst 6ojee KpaTKOro ONMUCAHHS HEKOTOPhIE KOJIMYECTBEHHBIE BBIPAKEHMS],
MIPUBEJEHHBIE B HACTOSILIEM JOKYMEHTE, HE OINpEAeseHbl C MOMOLIBI0 TEPMHHA «OKOJIO».
Cnenyer NOHMMATh, YTO HE3aBUCUMO OT TOT'O, UCIOJIb3YETCSI JIU TEPMUH KOKOJIO» SIBHO MJIU HET,
KaXXJ10€ KOJIMYECTBO, MPUBENEHHOE B HACTOSIIEM TOKYMEHTE, MPEIHA3HAYECHO 1151 0003HAUESHHUS
(bakTHUECKOTO 3aJaHHOTO 3HAYEHUS, a TAKXKe MPeaHa3HaueHO 11 0O03HAYEHHUS allPOKCHUMALINN
K TAaKOMy 3aJaHHOMY 3HAaY€HHIO, KOTOpPO€ OOBEKTHBHO NPEAINOJAraeTcsl CHEelHaJHCTOM B
JaHHON OONacTH TEXHUKH, BKIIOYas SKBHBAJEHTbI M aNIIPOKCUMAINH, OOYCJIOBIICHHbIE
SKCMEPUMEHTAIIbHBIMU /UM U3MEPUTENbHBIMH YCIIOBUSIMHU JUISI TAKOTO 3aJaHHOTO 3HAYESHMSL.
Beskuil pa3, korma BBIXOA BBIPAXKEH B IPOLEHTaX, TAKOW BBIXOA OTHOCHUTCA K Macce
COEMHEHUs, AJI1 KOTOPOTO YKa3aH BbIXOJ, OTHOCHTEIbHO MAKCUMAJIBHOTO KOJIMYECTBA 3TOrO JKE
COEIMHEHHUS, KOTOPOE MOTJIO OBITh IMOJIYy4EHO B KOHKPETHBIX CTEXHOMETPHUYECKHX YCIOBHSX.

3HayeHUst KOHLUCHTPALWH, BBIPAKCHHBIC B MIPOLUECHTAX, OTHOCATCA K MAaCCOBBIM COOTHOLICHUSAM,
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€CITH He YKa3aHO UHOE.

Ecnmu He yka3aHO WHOe, BCE HCIOJb3yeMble B IaHHOM JOKYMEHTE TEXHMYECKHE M
Hay4YHble TEPMHUHBI HMEIOT OOLICNPUHSThIE 3HAYEHHs, MOHSTHbIE CIELUATHCTY B 00JacTH
TeXHUKH, K KOTOPOH WPUHAIJICKUT HacTosmee uzobpereHne. XOTs JoOble CHocoObl U
Marepuabl, TOAOOHBIE MM SKBUBAJCHTHBIC TE€M, KOTOpPbIE OMUCAHBI B HACTOSILIEM JOKYMEHTE,
TaK)ke MOTYT OBbITh HCIOJB30BAHbI MPH MPAKTHYECKOM MPUMEHEHUH WM TECTUPOBAHUH
HACTOSIIErO pacKkpbiThsi. Bee myOnuKaiuu, yNOMSHYTbIE B JAHHOM IOKYMEHTE, BKJIIOYEHBI B
JaHHBIA JOKYMEHT MOCPEACTBOM CCBUIKH C ILI€JbI0 PACKPBITHS M OMHCAHHs CIOCOOOB W/MIH
MAaTEPUAJIOB, B CBSI3H C KOTOPBIMH LIUTUPYIOTCS STH MyOJIUKALIIH.

Ecnu He yka3aHo WHOe, CrOCOOBI U METOIMKH HACTOSIIMX BAPHAHTOB OCYIIECTBIICHHS,
KaK MPaBUJIO, BBIMOJHSIIOTCS B COOTBETCTBUM C OOBIYHBIMHU CIIOCOOAMH, XOPOLIO H3BECTHBIMH B
IaHHOW 00JaCTH TEXHUKU M ONMMCAHHBIMHU B PA3jIMUHBIX OOMMX 1 00Jiee KOHKPETHBIX CChUIKAX,
KOTOpbIE LUTHUPYIOTCS U OOCY:KAalTcs B Hacrosimiem ommcanuu. Cwm., Hampumep, Loudon,
Organic Chemistry, Fourth Edition, New York: Oxford University Press, 2002, pp. 360-361,
1084-1085; Smith and March, March's Advanced Organic Chemistry: Reactions, Mechanisms,
and Structure, Fifth Edition, Wiley-Interscience, 2001.

HowmeHkiatypa, ucnoyib3yeMasi B HACTOALIEM JOKYMEHTE Uil Ha3BaHMs COSTUHEHHI Mo
HACTOSLIEMY H300pETeHHI0, MPOWUTIOCTPUPOBAHA B TMPHMEpaX B HACTOSINEM JOKYMEHTE.
JlaHHasi HOMEHKJIATypa, KaK MpaBuiio, ObLia MOJy4YeHa C MOMOIIbI KOMMEPYECKH JOCTYITHOIO
nporpammuoro obecrneuenust ChemBioDraw Ultra, Bepcust 14.0.

Crnenyer MOHUMATh, YTO HEKOTOPbIE OCOOSHHOCTH HACTOSILIErO OMUCAHHS, KOTOPbIE JJIsI
SICHOCTH OIHUCAHbl B KOHTEKCTE OTHAEJbHBIX BAPUAHTOB OCYLIECTBJICHHS, TAKXKe MOTYT OBITh
NpEeACTaBieHbl B KOMOMHALMM B BUJAE OIHOTO BapuWaHTa ocyiiectBieHus. M Haobopor,
paznuyuHble 0COOEHHOCTH HACTOSLIErO OMUCAHUSI, KOTOPBIE [Isl KPATKOCTH OMKMCAHbBI B KOHTEKCTE
OHOTO BapHaHTa OCYILIECTBJCHHUS, TAK:KE MOTYT ObITh MPENCTABJICHbI OTACJIBHO MU B JIOOOI
noaxomsmeit noakomMOuHauuu. Bce KOMOHHAIMKM BapHAHTOB OCYLIECTBJICHUS, KOTOPbIE
OTHOCATCS K XHMHUYECKHM TpyIMIaM, MPEACTABICHHbIM TEPEMEHHBIMH, SIBHBIM 00pasom
BKJIFOUEHBI B HACTOSILIEE OMUCAHUE U OMUCAHBI B HACTOSIILEM JOKYMEHTE TOYHO TaK JKe, KaK eCliu
OBl BCce 0€3 MCKIIIOYeHNs] KOMOMHALMH ObUTH OTIENBHO U SIBHBIM 00pa30oM OIUCAHBI, B TOH Mepe,
B KOTOPOH MOJOOHbIE KOMOMHALIMK OXBAThIBAIOT COEIUMHEHHS, KOTOPbIE MPEACTaBJISIOT COOOH
crabuibHble coefuHeHHs (T. €. COEAMHEHMs, KOTOpble MOTYT OBITh  BBIAEJICHBI,
OXapaKTepU30BaHbl U MPOTECTUPOBAHbI HAa OMOJOrMYECKYIH0 aKTUBHOCTH). Kpome Toro, Bce
NOAKOMOMHALIMM ~ XUMHYECKMX TpPYII, MEePEUUCIEeHHBIX B BapHaHTaX OCYIIECTBIICHUS,

ONHUCBIBAOIUX TAKUEC NMEPEMEHHDBIC, TAKKE SABHBIM o6pa30M BKJIFOYEHBI B HACTOALIEC OINMCAHUC
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U ONHCaHbl B HACTOSIIEM JOKYMEHTE TOYHO TaK K€, Kak eciu Obl Bce 03 MCKIFOUeHUs
NOIKOMOWHAIIMY XUMHUYECKUX TPYIIIT ObLIH OTAEIBHO U SIBHBIM OOPa30M OIMUCAHBI.

Coenunenus

CoenuHenns U uX coid (Takue Kak (papMalleBTUYECKU MPUEMIIEMbIE COJIM) MOAPOOHO
OTHCAHbl B HACTOSIIEM JIOKYMEHTE, BKJIIOYAsl KPAaTKOE U3JIOKEHHE CYIIHOCTH HM300pEeTeHus |
npuiaraemyro Gopmyny nzoOpererus. Takxke MPEIIOKEHO HCIOJb30BAaHUE BCEX COCOMHEHUH,
ONMCAHHBIX B HACTOSIIEM IOKYMEHTE, BKJIIOYas JIOOble M BCE CTEPEOM30MEPBI, BKIIIOYAS
reOMEeTPUUECKHE M30Mephl (Hanmpumep, LHC/TpaHc u3oMepsl win E/Z m3omepsl), SHAHTHOMEDBI,
IMacTEPEOMEPBl U UX CMECH B JIFOOOM COOTHOILIEHWH, BKIIIOYAsl PALIEMHUECKHE CMECH, COJU U
COJIbBATBl COCAMHEHUH, OMMCAHHBIX B HACTOSINEM IOKYMEHTE, a TaKKe CHOCOOBI MOJYYeHUs
Takux coenuHeHui. Jlroboe coenMHeHUe, ONMCAHHOE B HACTOSINEM JIOKYMEHTE, TAKXKE MOXKET
HA3bIBATHCS JIEKAPCTBEHHBIM CPEICTBOM.

B omHOM acniekre mpemioxkeHbl coenuaeHuss Dopmyibl (A):

Gs (A),

WM TayToMmMep, Wi (apMaleBTUYEeCKH nOpuemsieMass cojb  Jroboro w3
BbILHeHepeLII/ICJ'IeHHbIX,

rac

5
*-7 YKa3bIBA€T, YTO KOJBbLO ABJIACTCA HACBIMICHHBIM, YaCTHYHO HCHACBIICHHBLIM WA

IMOJIHOCTBIKO HCHACBIIICHHBIM,

e
yKa3bIBaeT, UTO  ©5 npucoenuHeH K E- nim Z-koHdpurypauuy,
G1 u G2 kaxABIN HE3aBUCUMO npencTaBiisitoT codoit CR™ wiu N;
R* mpencrapnser coboit Bogopon umu ranoren;onud u3 R! u R? npencrasuser coboii —

OH, a apyroii BeIOpan u3 rpymmbl, coctosmmeii u3 -C(O)R?, -CH=NR/, -S(O)R®, -S(O)R®, -
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NHC(O)RY, -NHS(O)pR®, -Ci-Ceankun-Rf, -Cr-Ceankenun-RE  He3aMeIeHHOTO WM
3amernieHHOro Cs;-Cg IUKIIOaNnKuiIa, He3aMELeHHOTo mid 3aMerieHHoro Cs-Cg uKIoankeHu1a u
HE3aMeIEHHOTO MUJIM 3aMEeIEHHOTO MeTePOLUKIIOATKIIIA,

R? RP® R® m R® xaxmpli Hesasucumo npencrasistor coboit H, Ci-Ceankmm, Co-
Ceankenms, Cr-Coankunamun, Ci-CerasoreHankmi, He3aMeEIeHHBIH WM 3aMeleHHBIN
reTePOLMKIINII, He3aMEIEHHbIA UM 3aMEIEHHBIN reTepoapui, OSH30MT WU CTUPILT,

RY nmpencrasmser coboit H, Ci-Ceankun, Cr-Ceankenun, C,-Ceankuamn, Ci-
CeranoreHankui, He3aMeUIEHHbIH WM 3aMelleHHbIl T[eTepOLUKINI, He3aMelleHHbIH WIH
3aMEIeHHBIN reTepoapuI W OSH30MUIT,

Rf 1 R& kaxbIil HE3aBUCUMO MPENCTABIAIOT coboii —OH, He3aMeIeHHbIIH reTepoap, —
NR™R", OeH30MJT UJTH CTUPUIT,

R™ u R" kaxxapiii He3aBucuMo npenctasisitoT codoit H, Ci-Csankui, Cr-Ceankenmn, Co-
Ceankunmi 1100 He3aMeIEHHbIM WIIA 3aMELIEHHBIN [THKIOATKHIIT,

R mpemctansier coGoif  HE3AMENIEHHBIH MIM  3aMENIEHHBIH  TeTepPOIUKIHI,
He3aMelleHHbI Wan 3amemenHbiii apun, -ORY -NHRY -NHC(O)R¥, -NHS(O)R* umu -
NHC(NH)NH;;

R* mpencrasnser coboii Ci1-Ceanxun, Ca-Ceanxenmn, Car-Coankunmn, C3-Cs IUKIOATKIIT
W apuT,

R® nmpencrasnser coboit H, Ci-Ceanxun, Ci-Coankokcu unu ranoren, rae Ci-Cealkun u
Ci-Coankxokcu u3 R* kaaplii HE3aBUCHMO SIBIAIOTCS HE3aMELIEHHBLIMM MM 3aMelleHHbIMH
OIHHUM HJIH OOJiee rajoreHoB;

rie:

xorna R' unu R? npencrasnster coboii -C-Coankun-OH umu —C1-Coankun-NR™R", rne
R™ p R" kaxaplit npefacTasisoT coboit Ci-Ceankun, R? Beibpan u3 rpynmsl, cocrosimeii us Ci-
Csankuna, C;-CeaTKOKCH U TaJIOTeHa,

korma R!' mmu R’ mpencraBnser cobGoil HesamelieHHbIH uiu 3amerneHHbii C3-Cs
rukoankui, -NHC(O)CH;s unmu —S(O)- RS, rne R® npexncrapnsier coOol He3aMeIeHHbIH HIIN
3aMeleHHbli rerepoukin, R® Bei6pan u3 rpymmsl, cocrosmeii u3 Ci-Coankuma, Ci-Csankokcu
U TaJIOTEeHa,

korma R! unu R? mpencrasnser co6oit —CHO, R* BriOpan u3 rpynmel, cocrosimeii us3
Bozopoaa, Ca-CeaIKOKCH U TaJIOTEHA,

xoraa R! umu R? mpencrasnser coboit —C(O)CH3, R® BLiGpan u3 rpymmsl, cocTosImeil us
C,-CsanKOKCH U rajioreHa;

xoraa R! unu R? npencrasnsier co6oii —C(O)CH(Br)CHs unu —~C(O)CH(Br)CH,CH3, G7
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npencrassier coboit C wmm CH;

xorma R® mpencraenser coGoit Bomopoxn, He Gomee uem omuH u3 R® R RS u R%
npencrasnsier coboit —CF3, e 6Gonee yem oxun n3 R% R R u R npencrasnser coboit —CH;
u He Gonee uem oguH u3 R®? R R i R npencrasnser co6oit —OH,

Y npencrapnsier coboit -C(O)- unu orcytersyeT, a R* u R® kaxmplii mpencraBusor
coboii H,

W

Y orcyrctyer, a R* u R® o6benunstores s 06pa3oBaHus —S-;

G; npencrasnsier coboit CH(X-R%), C(X;1-R%), N, N(X;-R®?), S um O;

G nipencrassier coboit CH(X2-R%?), C(X5-R®), N, N(X»-R%®), S umn O;

Gs npencrasnsier coboit CH(X3-R%), C(X3-R%), N, N(X3-R®), S um O;

Ge mpencrasysier coboit CH(X4-R%), C(X4-R%%), N, N(X4-R®Y), S, O uma otcyreTByer;

G7 npexacrasisier codoit N, C i CH,

rre korga Gs npencrasinsier coboit N, mpuMeHsieTcs o MeHblnei Mepe onHo u3 (1), (i) u
(iii):

(1) mo menbinel mepe onuH u3 Gs, G4 u Gs He siBNsieTcst CH,

(i) R* u R’ o6beauHsoTes A71s 00pa3oBaHust —S-; 1

(iii) R? mpencrasnser coboit ~-OCH; uu ranores;

X1, Xz, X3 m X4 KaxkAbld HE3aBUCHUMO OTCYTCTBYIOT, MPEACTaBISIIOT COOOM
,(O\/)\f /@\/O)\f
.777‘ m U .777‘ mo

m pasHO 1-6;

R% R Ry R® kaxnplii He3aBHCHMO TIpencTaBisoT coboit Bogopon, Ci-Ceanku, Ci-
Csankoxcu, ranored, -OH, -NRPRY apun, rerepormknmn, rerepoapuni, -Ci-Ceankui-
rerepouukimi, -OC(O)-rerepouukmmn, -C(O)RE -S(0),NR¥'R™2, -S(O)%,RY umu -NR*S(0),R%,
rae C1-Csankun u C1-Csanxoxcu u3 R% R R® y R kaxnplii HE3aBHUCHMO SBISIOTCS
He3aMelleHHbIME UM 3aMEIeHHbIMM OfIHOM uiu Gonee rpynnamy, BbIOPAHHBIMH M3 TPYIIbL,
cocTosIIel U3 NUKNOANKMIA W TajoreHa; apun u rerepoapun u3 R% R R u R xaxnprit
HE3aBUCUMO SIBIAIOTCS HE3aMElIeHHbIMM MM 3aMelleHHbIMU OfHON uau Oonee Ipynmam,
BbIOpaHHbIMU U3 rpymmel, cocrosimeii n3 Ci-Csankuna, Ci-Ceankoken, -OH u -Csankxun-OH; a
rereporukmnn, -Ci-Ceankun-rerepormkmun u -OC(O)-rereponukmun u3 R® R R u RS
KaKJbIH HE3aBUCHMO SIBJIAIOTCS HE3aMElleHHbIMH WM 3aMeIleHHbIMH OfHOM umu Gonee
rpynmnamu, BbiOpaHHbIMUA U3 rpynmbl, coctosimed u3 Ci-Ceankuna, Ci-Csankokcu, -OH, Ci-
Ceanxun-OH, =0 u=§;

RM BpiGpan w3 rpymner, cocrosmeii u3 H, Ci-Ceankmma, Ci1-Ceanxoxcn, Cs-
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Csrukoankuia u -NR'R?;
RP npencrasisier codoit H mmu C1-Ceankmn,
RY npencrasaser coboii C2-Csanxmi, -C(O)R!, -C(O)OR", -C(O)NRY;
R!, RS, R"! u R? kaxnpiit HezaBucumo Bbiopansl us H u Ci-Ceankuna; u
R, RY, RY, R RY u R? kaxnpli HesaBucumo BeiOpanbl u3 H, C;-Ceankuna,

2 2

HE3aMEIIeHHOTO HIH 3aMerneHHoro C3-CsUUKIOaNKiIa U HEe3aMEeMEHHOTO MM 3aMEIleHHOTO
TeTepOLMKIINIA;

W

Gs npencrasysier coboit CH(X3-R) umu C(X3-R%), Ge mpencrasmster coboit CH(X4-R%9)
nmn C(X4-R%), a R% u R% B3siThI BMecTe ¢ aToMaMul yriaepona, K KOTOPHIM OHH MPHCOEIMHEHEL,
ans 0Opa3oBaHus 6-4JIEHHOTO APUILHOTO, 6-UEHHOTO TeTePOLMKIMIBLHOTO HIH 6-4IE€HHOTO
reTepoapuIbHOrO KONbIA, e O6-4IeHHOE apHiIbHOe, O-uleHHOe TeTepPOLMKINILHOE U 6-
4leHHOE TeTePOAPHIBbHOE KOJbLA KakKHAO€ HE3ABHCUMO SBJISIOTCS HE3aMEIeHHBIMHM MU
3aMeIIeHHBIMH;

rae He Gonee yeM omuH u3 R% R R u R® npencrasnser coboit C1-Ceankoken umm —
OH; n

rI€ COEAUHEHUE HE SIBJIIETCS CoeNUHEHNEM 13 Tabmuubl 1 X

ro
B HekoTOphIX BapuaHTax ocymecTBieHHs DPopmynbl (A) ‘- yKa3bIBaeT, YTO KOJBIIO

ABJIACTCA HACBIIICHHBIM, YaCTHYHO HECHACBIICHHBIM HJIW MOJHOCTBIO HEHACBHIIICHHBIM

_G7_ _R°

Gs,\r
lG;‘:-iGe
yKa3bIBaeT, UTO  ©5 npucoenuHeH K E- nim Z-koHdpurypauuy,
G1 u G2 kaxABIN HE3aBUCUMO npencTaBiisitoT codoit CR™ wiu N;
R* mpencrasisier co0oit BOAOPO WU TaJIOTEH;
omun u3 R' u R? npencrasnsier coboit ~OH, a apyroii BbIOpaH U3 rpyMmbl, cocTosmel u3
-C(O)R?, -CH=NR/, -S(O)R®, -S(O)R®, -NHC(O)RY -NHS(O)R®, -Ci-Ceankun-Rf, -C»-
Csankennn-R®, HezamerneHHoro win 3amerineHHOro Cs3-Cg IIMKIOANKHIA, HE3aMEIIEHHOTO HIIH
3amereHHOro C3-Cg LMKIIOATKEHWIA M HE3aMEIEHHOTO MJTH 3aMEIEHHOTO MeTePOLIMKIIOATKUIIA,
R?® RP® R® m R® xaxmpli HesaBucumo npencrasistor coboit H, Ci-Ceankmm, Co-
Ceankenms, Cr-Coankunamun, Ci-CerasoreHankmi, He3aMeEIeHHBIH WM 3aMeleHHBIN
reTePOLMKIINII, He3aMEIEHHBINA UJIH 3aMEIeHHBIN reTepoapui, OSH30MI UM CTUPHLT,

RY nmpencrasmser coboit H, Ci-Ceankun, Cr-Ceankenun, C,-Ceankuamn, Ci-

CeranoreHankui, He3aMeUIEHHbIH WM 3aMelleHHbIl T[eTepOLUKINI, He3aMelleHHbIH WIH
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3aMeIeHHbIN reTepoapus Uin OEH30MIT,

Rf 1 RE kaxpIil HE3aBUCUMO MPEACTABIAIOT coboii —OH, He3aMeIeHHbIH reTepoap, —
NR™R", OeH30MJT UJTH CTUPUIT,

R™ u R" kaxapiii He3aBucuMo npenctasiisitoT codoit H, Ci-Csankmi, Cr-Ceankenmn, Co-
Ceankunmi 1100 He3aMeIEHHbIM WIIA 3aMELIEHHBIN [THKIOATKHIIT,

R mpemctansier coGoif  HE3aAMENIEHHBIH MIM  3aMEIIEHHBIH  TeTepOLMKINI,
He3aMelleHHbI Wan 3amemenHbiii apun, -ORY -NHRY -NHC(O)R¥, -NHS(O)R* umu -
NHC(NH)NH;;

R* mpencrasnser coboii Ci1-Ceanxun, Ca-Ceanxenmn, Car-Coankunmn, C3-Cs IUKIOATKIIT
WJIN apuT;

R® nmpencrasnser coboit H, Ci-Ceanxun, Ci-Coankokcu unu ranoren, rae Ci-Cealkun u
Ci-Coankxokcu u3 R* kaaplii HE3aBUCHMO SIBIAIOTCS HE3aMELIEHHBLIMM MM 3aMelleHHbIMH
OIHHUM HJIH OOJiee rajoreHoB;

Y npencrapnsier coboit -C(O)- unu orcytersyeT, a R* u R® kaxmplii mpencraBusor
coboii H,

1001

Y orcyrctsyer, a R* u R’ 06beunsroTes ans o6pazosanus —S-;

G; npencrasnsier coboit CH(X-R%), C(X;1-R%), N, N(X;-R®?), S um O;

G nipencrassier coboit CH(X2-R%?), C(X5-R®), N, N(X»-R%®), S umn O;

Gs npencrasnsier coboit CH(X3-R%), C(X3-R%), N, N(X3-R®), S um O;

Gi mipencrasnsier coboit CH(X4-R%%), C(X4-R%), N, N(X4-R%%), S, O unm otcyrersyer;

G7 npexacrasisier codoit N, C i CH,

rre korga Gs npencrasisier coboit N, mpuMeHnsieTcs o MeHbineii mepe ogHo u3 (1), (i) u

(111):
(1) mo menbineit mepe onuH n3 Gs, G4 1 G He sBIsieTcst CH;
(i) R* u R’ obbenunsrorcs ais o6pazosanus —S-; u
(iii) R? mpencrasnser coboit ~-OCH; uu ranores;
X1, Xz, X3 wm X4 KaxAbld HE3aBUCHUMO OTCYTCTBYIOT, MPEICTABISIFOT COOOMU
SO NE S, N
.777‘ m f 50051 .777‘ mf ;

m pasHO 1-6;

R% R Ry R® kaxnplii He3aBHCHMO TIpencTaBisoT coboit Bogopon, Ci-Ceanku, Ci-
Csankoxcu, ranored, -OH, -NRPRY apun, rerepormknmn, rerepoapuni, -Ci-Ceankui-
rerepouukimi, -OC(O)-rerepouukmmn, -C(O)RE -S(0),NR¥'R™2, -S(O)%,RY umu -NR*S(0),R%,

rae C1-Csankun u C1-Csanxoxcu u3 R% R R® y R kaxnplii HE3aBHUCHMO SBISIOTCS



19

He3aMeIleHHbIMH HJIM 3aMELICeHHbIMH OJHOH Wiu Oojiee rpymnmnamu, BbIOPAHHBIMU W3 TPYIIIIbI,
cocTosIIel U3 NUKNOANKMIA W TajoreHa;, apun u rerepoapun u3 R% R R u R xaxnprit
HE3aBHCHUMO SIBJISIFOTCSl HE3aMEIIEHHbIMU WM 3aMeleHHbIMU OJHOW Wiu OoJiee TpymIamu,
BbIOpaHHBIMHU U3 Tpynbl, coctosmeit 3 Ci-Ceankuna, Ci-Csankoken, -OH u Ci-Csankxun-OH; a
rereporukmnn, -Ci-Ceankun-rerepormkmun u -OC(O)-rereponukmun u3 R® R R u RS
KOKIbIH HE3aBUCUMO SIBJIIIOTCS He3aMEI[EHHbIMU WM 3aMELIeHHbIMH OJHON wiu OoJee
rpynmnamu, BbiOpaHHbIMUA U3 rpynmbl, coctosimed u3 Ci-Ceankuna, Ci-Csankokcu, -OH, Ci-
Ceanxun-OH, =0 u=§;

RY Bri6pan w3 rpymmbr, cocrosmmeit m3 H, Ci-Ceamxuma, Ci-Ceanxoxcu, u Cs-
Csrukoankuia, 1 -NR'R?;

RP npencrasisier codoit H mmu C1-Ceankmn,

RY npencrasaser coboii C2-Csanxmi, -C(O)R!, -C(O)OR", -C(O)NRY;

R!, RS, R"! u R? kaxnplit HezaBucumo Bbiopansl us H u Ci-Ceankuna; u

R! Ru’ RV’ Rw2

RY u R? kaxnblii HesaBucumo BoiOpanbl u3 H, Ci-Ceankuna,

2 2

He3aMelleHHOro win 3amereHHOro Cs3-CgUMKIOANKUIa U HEe3aMEIIEHHOTO WM 3aMEeLIEHHOrO
reTepOLIMKIINIIA;

WIH

Gs npencrasysier coboit CH(X3-R) umu C(X3-R%), Ge mpencrasmster coboit CH(X4-R%9)
nmn C(X4-R%), a R% u R% B3siThI BMecTe ¢ aToMaMul yriaepona, K KOTOPHIM OHH MPHCOEIMHEHEL,
st 00pa3oBaHMsl O-YJIEHHOTO apUJIBHOTO, O-YJEHHOrO TeTEPOLMKIMIBHOTO HIIH O-4JICHHOTO
reTepoapUbHOTO KOJbLA, TAe O-uJIeHHOE apuWiIbHOE, O-4JIEHHOE T'eTEePOLMKIIIIbHOE H O-
YJICHHOE TreTepOapuiIbHOE KOJIbIA KAXKAOE HE3aBUCHMO SIBJISIOTCS HE3aMEIEHHbIMH HIIH
3aMeIleHHbIMY,;

rae He Gonee yeM omuH u3 R% R R u R® npencrasnser coboit C1-Ceankoken umm —
OH; n

Ir7ie COeIMHEHHUE He SIBJIIETCS COeIMHEHNeM n3 Tadnmuubl 1X.

B HekoTOphIX BapuaHTax ocyuecteieHus Popmyibl (A) nprUMeHsieTcs: OAHO MU OoJiee
U3 CJIEIYIOIIEro:

(1) xorna R! unu R? npencrasnsier co6oit -Ci-Ceankun-OH unu —Ci-Csankun-NR™R?,
rae R™ u R® xaxbiii npencrasisioT coboit Ci-Ceankun, R’ BLIOpaH U3 rpymmel, cocTosmieil us
Ci-Ceanxmna, C,-CsalIKOKCH | TaJIOTE€HA,

(2) xorna R! umu R? mpencrasnser coGoil HesamemieHHbIH unu 3amemenHbii C3-Cs
rukoankui, -NHC(O)CH;s unmu —S(O)- RS, rne R® npexncrapnsier coOol He3aMeIeHHbIH HIIN

3aMeleHHbli rerepoukin, R® Bei6pan u3 rpymmsl, cocrosmeii u3 Ci-Coankuma, Ci-Csankokcu
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U TaJIOTeHa,

(3) xorma R! unu R? npencrasnsier co6oit ~CHO, R’ BbIOpaH U3 rpymmbl, coCTosIEH 13
Bozopoaa, Ca-CeaIKOKCH U TaJIOTEHA,

(4) xorga R! umu R? npencrasnser coboit —C(O)CHs, R? BuiOGpan u3 rpymnmel, cocTosimeit
u3 C-CsaIKOKCH U TaJIOreHa;

(5) xorga R! unu R? npexcrasnster coboit —C(O)CH(Br)CH; umu —C(O)CH(Br)CH,CH;,
G7 npenacrasnsier codoit C wu CH; u

(6) xorma R® mpencrasnsier coboif Bogopon, He Goiee yem oame 3 R% R R y R%
npencrasnsier coboit —CF3, e 6Gonee yem oxun n3 R% R R u R npencrasnser coboit —CH;
u He Gonee uem oguH u3 R% R% R i R npencrasnser co6oit —OH.

B HexoTopbIx BapuanTax ocymectsiaeHus @opmynel (A) Y npencrasisier coboit -C(O)-,
a R* u R° xaxnplii npencrasnsior coboii H. B HekoTOpbIX BapuaHTax OCyIIecTBIeHHs Y
otcytetByeT, a R* u R® kaxblii mpeacTasisior coboit H. B Apyrux BapuaHTax oCyIeCTBIEHUS
Y orcyrctsyer, a R* u R’ 06bemunstoTes ans o6pazoBaHus —S-.

B nekoTtopeix Bapuantax ocymectieHuss @opmynsl (A) G1 u Gz Kaxablii HE3aBUCHMO
npencraBisiior codoit CR*, rme R mpencrasmsier coboit H wim ranoren. B HekoTOpbIX
BapuaHTax ocymecteieHust G u Gz kaxapiii HezaBucumo npeacrasisiror coboit CH, CF, CCl
w CBr. B HekoTopeIx BapuanTax ocymectsieHust G1 1 Gy Kaxaelid npencrasistoT codoi CH.
B konkperHom Bapuante ocymectsieHus (1 mpeacrasisier coboit CF, a G2 mpencrasnsier
coboii CH. B ngpyrom Bapuwante ocymectBiaenuss Gi1 mnpencrasmser coboit CH, a
npencrasisier codoit CF. B HekoTOphIX BapuwaHTax ocymecTBiaeHus (G1 mpeactaBisier coOou
CRY, a G; mpencrasnsier coboit N. Hampumep, B HEKOTOpBIX BapHaHTax ocymecTtieHus Gi
npencrasisier cobori CH, CF, CCl wim CBr, a Gy mpexacrasisier coboit N. B HeKOTOpBIX
BapuaHTax ocymecteieHust G1 npexacrasmsger codoi N, a G2 mpencrasmser cobori CR*
Hanmpumep, B HEKOTOpBIX BapwaHTax ocymectsieHuss (1 mnpexacrasisier coboir N, a (2
npenctasisier cobori CH, CF, CCl wiu CBr. B apyrux Bapmanrtax ocymecteienuss Gi u G
KaKJIbIH MPecTaBIsIoT coboit N.

B HekoTOpBRIX BapuaHTaX OCYLIECTBJICHHWS, Koraa Jro0as KOHKpETHas TIpymma
3aMelIaeTcs, YKa3aHHas TPyIa 3aMelaeTcsl OMHUM I Oojiee 3aMECTHTENSIMU, BbIOPAHHBIMU
u3 rpymbl, cocrosimen u3 okco, Ci1-Ce anmkuna, C2-Cs ankenmna, Cr-Cs ankuHMIA, TallOTeHa,
-CN, -ORA! -SRA! _NRA2R#3 _NO,, -C=NH(OR*!), -C(O)RA!, -OC(O)R*!, -C(O)ORA!,
-C(O)NRAZRA3 _-OC(O)NRA2RA3, _NRAIC(O)RA2, -NRA!C(O)ORA2, -NRAC(O)NRAZRA3,
-S(O)RA, -S(0),RA, -NRA'S(O)R*?, -C(O)NRA'S(O)R*?, -NRA!S(0),R*?,
-C(O)NRA'S(0),R%2, -S(O)NRAZRA3| _S§(0),NRAZRA3, -P(Q)(OR*2)(OR™), C3-Cs UMKIOATIKIIIA,
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3-12-unennoro rerepouukinwia, S-10-unennoro rerepoapuia, Ces-Cis  apuna, -(Ci-Cs
ankunen)CN, -(C1-C; ankunen)OR?!, -(C1-C; ankunen)SR™, -(C1-C; anmxunen)NRAZRA3 -(C;-
C; anxunen)CF;, -(C1-Cs; ankunen)NO,, -C=NH(OR*!), -(Ci-C; anxunen)C(O)R™!, -(C1-C;
ankunen)OC(O)RA, -(C1-Cs  anxunen)C(O)ORA!, -(Ci-C;  amkunen)C(O)NRAZRA, -(C1-C;
ankunen)OC(O)NRARA3 (C1-C; amxunen)NRAIC(O)RA2, -(C1-Cs ankunen)NRA!C(O)ORA2,
-(C1-C5 amxunen)NRAIC(O)NRARA3 (C1-C; amxunen)S(O)RA!, (C1-C; anxunen)S(O)RA!,
-(C1-Cs ankunen)NRAIS(O)RA2, -C(O)(Ci-Cs3 ankunen)NRA!S(O)RA2, -(C1-Cs
ankunen)NRA!S(0),R*2, -(C1-Cs ankunen)C(O)NRA!S(0),R*2, -(C1-C; anxunen)S(O)NRAZRAS,
-(C1-C5 anxunen)S(0)NRAZR*3 (C1-C; ankunen)P(0O)(ORA2)(ORA?), -(C1-Cs anxunen)(Cs-Cs
mukoankmna), -(Ci1-Cs  ankunen)(3-12-unennoro rerepounkimna), -(Ci-Cs ankunen)(5-10-
yienHoro rerepoapuia) u -(C1-Cs anxunen)(Cs-Ci4 apuna), rne oquH wid 0ojiee 3aMecTUTeNei
KXKAbIH HE3aBUCHUMO SIBIITIOTCS HE3aMEIICHHBIMU WM 3aMEIIeHHBIMU OJHUM wWin OoJjee
JOTIOJTHUTEIbHBIMUA 3aMECTHTEJISIMH, BHIOPAHHBIMHU U3 TPYMIbI, COCTOSIIEH M3 TajloreHa, OKCO,
-OR™ _NRMRA _-C(O)R™, -CN, -S(O)RA™, -S(OnpR* -P(O)ORA)(ORA), -(Ci-C;
ankunen)OR™,  -(C1-C;  anxmmer)NRMRA,  (C1-C;  amkunen)C(O)R™,  -(Ci-Cs
ankunen)S(O)R™, -(C1-C;  ankunen)S(0):RA, -(Ci-C;  anxunen)P(O)(ORA)(ORA), Cs-Cs
uknoankuna, Ci-Cs ankuna u C1-Cs ankuia, 3amemeHHoro okco, -OH wnm ranoreHom; rue
kaxeiii RA! mesaBucumo mpencrasnser coboit Bomopon, Ci1-Cs ankun, Ca-Co ankenmn, Ca-Co
ankuaun, C3-Cg umxmoankmn, Ce-Cis apumn, S5-0-uieHHBIH reTepoapui Win 3-O-4JICHHBIA
rerepouukni, rae Ci1-Ce ankun, Cr-Cs anxenun, Cr-Ce ankuamn, C3-Cg mukmoankui, Cs-Cig
apui, S-0-uleHHBbIH TreTepoapusl U 3-0-4JE€HHBIA TETEPOLMKINI HE3aBUCUMO SIBJISIFOTCS
He3aMeIeHHBIMH WM  3aMelleHHbIMH rajoreHoM, okco, -CN, -ORA% -NRARA7,
-P(O)(ORA%)(ORA%), enunom, dernnom, 3amemennbiM ragoreroM, Ci-Cs anxumom umu C1-Co
aJKWIOM, 3aMelieHHbIM ramorenoMm, -OH wmm okco; RA? u R kamblii He3aBHCHMO
npenctaBisiioT  codoit  Bomopon, Ci-Cs amkunin, Cr-Cs ankenwn, C;-Cs anxunmi, Cs-Cg
nuknoankui, Ce-Cig apun, 5-6-uneHHbIN rerepoapus win 3-6-unaeHHbli rerepouukau, rae Ci-
Cs anxun, Cy-Cs ankenmn, Cr-Cs amkunmn, Cs-Cg uukmnoankun, Ce-Cis apun, S5-O-dneHHbIN
rerepoapui Win 3-0-4JeHHbINA IeTePOLMKIINI KaKAbI HE3aBUCUMO SIBJIAFOTCA HE3aMEILEHHBIMU
WIM 3aMeIleHHbIMH raoreHoM, okco, -CN, -OR2%, -NRARA7, C;-Cs ankunom mwim Ci-Cs
aJIKIJIOM, 3aMeleHHbIM rajorenoM, -OH mim okco; a R4, RS, RA% i RA7 xaxnplil He3aBUCHMO
npenctaBisiroT codoit Bomopon, Ci-Cs amkun, Cr-Cs ankenun, Cr-Ce ankunmn, Ci-Ce anxun,
3aMeIleHHbIi oqHuM win Oosee ranoreHamu, C;-Ce ankeHW1, 3aMeleHHbIH OHUM W OoJiee
rajgoreHamu, unu C-Ce aIKMHIIL, 3aMELIEHHBIN OHUM HIH 00Jiee rajJJoreHaMH.

B HeKoTOphIX BapuMaHTax ocyiecTBieHus R’ mpencrapnser coboii Cr-CealKkoKcH MIH
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ranoren, a R!, RZ R* R Y, Gi, Gy, Gs, Gu, Gs, Go u G7 SABIAIOTCS TAKHMHU, KK ONPENENEeHO s
Qopmynbl (A) wnm OO0 ee BapuallMM WM BapHaHTa OCYIIECTBIIEHUS. B HEKOTOpBIX
BapHaHTax ocyinecTsienus onuH u3 R!' u R? npencrapnser coboii —~OH, a apyroii Beibpan u3
rpymel, coctosimed n3 —CH=NRJ, -S(O)R?, -NHS(O),R®, -C»-Csankenun-RE, HezamemeHHOro
win  3amemeHHoro  C3-Cg  [HMKIOANKEHWNIA M HE3aMENMEHHOTO WM  3aMEIeHHOrO
rereporuknoankuna, a RY, R¥ RY R’ Y, Gi, Gy, Gs, Gs, Gs, Go u G7 ABIAIOTCA TAKUMH, KaK
onpeneneHo mnss @opmynel (A) wiu 000N ee Bapualuu WM BapuaHTa OCYINECTBIEHUs. B
HEKOTOPBIX BapuaHTax ocymiecTsnenus omud u3 R! u R? npencrasnser coboii ~OH, a npyroit
BLIOpaH M3 Tpymmbl, coctosmeii u3 -C(O)R? -CH=NR!, -S(O)R®, -S(O)R®, -NHC(O)RY, -
NHS(O):R®, -Ci-Coankun-Rf, -Cy-Csankenun-R®, nezamemenHoro mmm 3amemenuoro C3-Cs
LUKJIOANIKEHUIA U HE3aMEIEHHOr0 WM 3aMEIeHHOr0 reTepoluKioaikmna, R? mpeacrasisier
coboit  Cr-Ceankuin, Ci-Ceankenun, Cr-CeadkuHui, He3aMEIIEHHBIM WM 3aMEIEHHBII
reTEPOIUKIINIL, He3aMEeIEHHbIH WM 3aMelIeHHbIH reTepoapui, OeH30ua Wiu CTupui, RE
npencrasisier coboir H, Ci-Csanmkun, Cr-Ceankenun, C,-Ceankuamn, Ci-CeramoreHaaxkun,
He3aMeIeHHbIH UM 3aMeleHHbIH reTepoapu, GeHsoun uam ctupii, RY mpencrasnser coboit
H, C,-Csankmn, Ci-Ceankenmn, C-Ceanxunmn, Ci-CerajoreHankui, He3aMeIeHHbI WId
3aMeIIeHHbIH TeTepOLUKIN, He3aMelleHHbIH HIH 3aMelleHHbIH reTepoapua umm oensour; R
npefcTaBseT coboii HesaMeleHHbIi reTepoapu, 6Gersoun um crupuir;, a R¥, R R Y, Gi, Gy,
Gs3, G, Gs, Gs u G7 ABIAIOTCS TaKUMH, Kak ompeneneHo anst Popmyinel (A) unm moboi ee
BapHAllUM WM BApPUAHTA OCYLIECTBIEHMS. B HEKOTOPLIX BapHAHTax oOCyllecTBieHus R’
npencrasisier coboit C-Ceankokcu unu ranoren; Gs npeacrasnser coboit CH(X3-R®), C(Xs-
R%), S mmm O; R% R® R u R® xaxmplii He3aBUCHMO NpenCTaBIsIOT coboii Bomopon, Ci-
Cosanxwun, ranoreH, -NRPRY apun, rerepoumkimn, rerepoapu, -Ci-CealIKHI-reTepOLUKIIII, -
OC(0)-rerepouukmu, -C(O)RE, -S(0),NR™RY, -S(0),RY unu -NR?'S(0),R?; a R!, R, R* R3,
RP, R% Rt R™ R™ RY, R% RZ Y, Gi, Gy, G3, Gs, G u G7 ABIAIOTCA TAKAMH, KK OIPEETICHO
s @opmynsl (A) wiu 000N ee BapWallMKM WM BapHaHTA OCYLIECTBJICHHS. B HEKOTOPBIX
BapHaHTax ocyinecTsienus onuH u3 R!' u R? npencrapnser coboii —~OH, a apyroii Beibpan u3
rpymel, coctosimed n3 —CH=NRJ, -S(O)R?, -NHS(O),R®, -C»-Csankenun-RE, HezamemeHHOro
win  3amemeHHoro  C3-Cg  [HMKIOANKEHWNIA M HE3aMENMEHHOTO WM  3aMEIeHHOrO
rereponnkioankma;, GO npencrasiser coboit CH(X3-R), C(X3-R%), S wm O; R® R R u
R%¢ xasxnplii HE3aBHCUMO MPECTABIAIOT coboii Bomopon, Ci-Ceankmn, ranoren, -NRPRY, apu,
rereporukaun, rerepoapui, -Ci-Cesankun-rerepormkmun, -OC(O)-rerepormkmmn, -C(O)RE -
S(0):NR™'R™, -S(0),RY umu -NR*'S(0),R%Z; a R}, R?, R* R’ RP, R% R: R™ R" RY R* RZ,

Y, Gi1, G2, G3, Ga, Gs 1 G7 ABISIOTCSA TaKUMH, Kak omnpeneneHo st @opmyiisl (A) umu modoii ee
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BapUALUK WM BAPUAHTA OCYIIECTBIEHH. B HEKOTOPBIX BaPHAHTAX OCYLIECTBIEHUs OfUH U3 Rl
u R? npencrasnser coGoit —~OH, a mpyroii BeiOpaH u3 rpynmbl, coctosmeii us -C(O)R? -
CH=NR!, -S(O)R®, -S(O)R®, -NHC(O)RY, -NHS(O),R®, -Ci-Coankun-R, -C,-Coankennn-RE,
He3aMeIleHHOro WK 3amMeleHHOTo C3-Cg HUKJIOAJKEeHHIa U He3aMEI[EHHOTO UJTH 3aMEIeHHOTO
rerepounkoankmna; R* mpexacraenser coboit Cr-Csanmkun, Cir-Csanmkenun, Cr-CsaikuHu,
HE3aMEILECHHbII WM 3aMEIIEHHBbIA TEeTEePOLMKINS, HE3aMEIIeHHbIM WJIH 3aMELLEeHHBII
rerepoapwu, 6ersown win ctupui, R npeacrasnser coboit H, Ci-Csankun, Cy-Ceankenmn, Cs-
Ceankunnn, Ci-CeraJoreHankui, He3aMEUIeHHbIH WITH 3aMeleHHbIH reTepoapuil, OSH30MI UITH
crupun; RY mpencrasmser coboit H, Cr-Ceamkunm, Ci-Coeankenun, Ci-Coanxummn, Ci-
CeranoreHankui, He3aMeUIEHHbIH WM 3aMelleHHbIl T[eTepOLUKINI, He3aMelleHHbIH WIH
3aMeIeHHbIH reTepoapun win oensomn, RT mpencrapnser coboii He3aMeleHHBIH TeTepoapui,
6ensonn um crupui, Gs npexcrasiser coboit CH(X3-R), C(X3-R%), S umu O; R%, R®® R i
R%¢ xasxplii HE3aBHCUMO MPECTABIAIOT coboii Bomopon, Ci-Ceankm, ranores, -NRPRY, apu,

2

S(0),NR™R™, -S(0O),RY wmu -NR#'S(0),R%; a R3, R* R’ RP RY9 R R™ R™ RY R? RZY,

rereporukaun, rerepoapun , -Ci-Ceankun-rerepormkmai, -OC(O)-rerepouuxmun, -C(O)RE -
G1, G2, Gs, G4, Gs 1 G7 ABIAIOTCS TAaKUMU, Kak omnpeneneHo st Popmynel (A) wimu modoit ee
BapHAaIN¥ U BAPUAHTA OCYIIECTBIICHHSI.

B HEKOTOpbIX BapHaHTax ocyinectsaenus oaud u3 R! u R? npencrapnser coboii ~OH, a
Ipyroii BBIOpaH U3 Tpymiel, coctosimedi u3 -C(O)R?, -CH=NRJ, -S(O)R®, -S(0),R¢, -NHC(O)RY,
-NHS(O):R®, -C1-Coanxun-RY, -C,-Ceanxennn-RE, C3-Cs nuxnoankuna, Cs-Cs MUKIOATKEHAIA 1
5- nnu 6-uneHHoro rerepounknoankuia, rue Cs-Cg uuknoankun u C3-Cg HUKITOATKEHNUIT KaXK bl
HE3aBHCHMO SIBJITIOTCS HE3aMEIIeHHBIMHU WJIH 3aMeleHHbIMU OTHUM win Oosiee =0, a 5- uiu 6-
YJICHHBIN TeTEePOLUKIOATKUI SBJISIETCS] HE3aMEIICHHBIM WJIH 3aMEIleHHbIM OIHHUM M OoJjiee
3aMECTUTEISIMH, BBIOpaHHBIMH U3 Tpynibl, coctosimeii n3 Ci-Csankmna, Cs-Csunknoankmna, =0
u —C(0)0O-Ci-Ceankuina,

R?® RP® R® m R® xaxmpli HesaBucumo npencrasistor coboit H, Ci-Ceankmm, Co-
Csankenmn, Cr-Cosankunamn, Ci-Ceranorenankun, 3-10-uneHHbIi reTepounkiami, S-10-uaeHHbIH
reTepoapu, GEH30MT N CTUPHIL, rae 3-10-unennsrii rereporukmint u3 R?, R, R® u R® kaxaprii
He3aBUCHMO BbIOpaH w3 rpynmbl, cocrosimeil m3 Ci-Ceankmna, Cs-Csumkmoankwmna, =0 u —
C(0)0-Ci-Ceankuna, a 5-10-unenHslii rerepoapun u3 R? RP R® m R® kaxuelii HE3aBUCHMO
BbIOpaH u3 rpymsbl, coctosueit u3 Ci-Csankuna, C3-Csunknoankuna u —C(0)0-Ci-Ceankmna,

RY nmpencrasmser coboit H, Ci-Ceankun, Cr-Ceankenun, C,-Ceankuamn, Ci-
Ceranorenankui, 3-10-uieHHBIN reTeponukInI, S-10-uneHHbIH reTepoaput win OeH30m, rae 3-

10-unenHplii reteponukmun u3 RY BoiOGpan u3 rpymmbl, coctosmeidt us Ci-Ceamkuma, Cs-
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Csuuxnoankuna, =0 u —C(0)0-Ci1-Ceankuma, a 5-10-unenseii rerepoapun u3z RY sriopan u3
rpynmel, cocroseit u3 Ci-Csankuna, Cs-Csuukioankuna u —C(0)0O-Ci-Ceankuna;

R u R® kampiii HE3aBHCHUMO npencTaBisitoT coboii —OH, He3aMeleHHbIi S-6-4IeHHbIN
rerepoapui, -NR"™R", OeH3omn wmu cTupw,

R™ u R" kaxxapiii He3aBucuMo npenctasisitoT codoit H, Ci-Csankui, Cr-Ceankenmn, Co-
Ceanxkunann win Cs-Cg nuknoankuy, rae Cs;-Cs HUKIOAIKUI SBISIETCS HE3aMEIeHHBIM HIIU
3aMeLIeHHBIM OHOH nim Oonee rpynnamu, BbiOpanHbIMH 13 C1-CsalIKua 1 rajioreHa;

R! mpencraBisier co6oil 5-6-uNeHHBIH TeTepOLMKIN, 5-6-4eHHbIH reTepoapui, 6-12-
unennsiii apw, -ORY, -NHRY, -NHC(O)RK, -NHS(O),R* umu -NHC(NH)NH,, rae 5-6-uneHHbIit
rerepolukaun w3 RJ sBOseTcA He3aMeIleHHbIM MM 3aMEIIeHHBIM OIHMM HIH Oonee
3aMECTUTEISIMH, BBIOpaHHBIMH U3 Tpynibl, coctosimeii n3 Ci-Csankmna, Cs-Csunknoankmna, =0
u —C(0)0-Ci-Coankuna, a 5-6-uneHHbli reTepoapun u 6-12-uneHHbii apun u3 R) kaxnabrii
HE3aBUCHMO SIBJISIFOTCS HE3aMEIEHHBIMH HITH 3aMEIEHHBIMU OJTHIUM HMJIH OOJiee 3aMEeCTUTEISIMH,
BbIOpaHHbIMU U3 Tpynmbl, cocrosimed u3 Ci-Ceanmknina, Csi-Csumknoankuna u —C(0)O-Ci-
Csankuna; u

R* npencrasnser coboit Ci-Ceanxun, Co-Coankennn, Cr-Coankuamn, C3-CsUHKIOATKIT
unu 6-12-unennsiit apun, rae Ci-CealKum sBISIETCS HE3aMEIIEHHBIM WM 3aMEIIeHHBIM S5-6-
YJIEHHBIM T'€TEPOLMKIINIOM HIIH S-6-UJIEHHBIM T'€TePOapUIIOM.

B HekoTOpHIX BapuaHTax ocymectsieHus R% R R® u R® xaxnpii nesasucumo
npenctaBisiioT codoit Bomopon, Ci-Csankwun, Ci-Csankxoxcu, rajoren, -OH, -NRPRY Cs-Ci2
apun, 3-10-unenHplii rerepoumknni, 5-10-unensbiii rerepoapui, -Ci-Cealkui-5-6-uneHHbIN
rereporukmu, -OC(0)-5-6-unennsiii rerepormkin, -C(O)RY -S(0)NR¥'R™, -S(O):RY unu -
NR#S(0),R?2, rae Ci-Coanxun u Ci-Ceankokcn n3 R% R® R® p R kaxnerii HezaBucumo
SIBJIIIOTCS] HE3aMEILIEHHBIMH WJIM 3aMEIeHHBIMU OHOW nim OoJjiee TpynmnaMu, BbIOpaHHBIMU U3
rpynnel, cocrosimmeit n3 Cs3-Cg umkmnoankmna u ramoreda, Ce-Ciz apun u 5-10-unenssbii
rerepoapun u3 R® R® R® u R® kaxnmelii He3aBHCHMO SBISIOTCS HE3aMEIIEHHBLIMH U
3aMELICHHBIMI OJHOW mim OoJiee rpymmamMu, BBIOPaHHBIMU W3 Tpymmbl, cocrosuedt n3 Ci-
Csankuma, Ci-Csanxokcu, -OH u C;-Csanxkun-OH; a 3-10-unennbiii rereporukiami, -Ci-
Coankun-5-6-unennprii rerepoukaun u -OC(0)-5-6-uneHnbiii rereponukmun u3 R% R R u
R% kaxnplii HE3aBHCHMMO SIBNISIOTCS HE3aMEIeHHBIMH MM 3aMEIIEHHBIMH OJHOH HiM OoJjee
rpynmnamu, BbiOpaHHbIMUA U3 rpynmbl, coctosimed u3 Ci-Ceankuna, Ci-Csankokcu, -OH, Ci-
Ceanxun-OH, =0 u=§;

RY pBpibpan u3 rpymmbi, coctosmedt u3 H, Ci-Ceankuma, Ci-Ceamxoxcn, Cs-

Csrukoankuia u -NR'R?;
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RP npencrasisier codoit H mmu C1-Ceankmn,

RY npencrasaser coboii C2-Csanxmi, -C(O)R!, -C(O)OR", -C(O)NRY;
R!, RS, R"! u R? kaxnpiit HezaBucumo Bbiopansl us H u Ci-Ceankuna; u
R, RY, RY, R RY u R? kaxnpli HesaBucumo BeiOpanbl u3 H, C;-Ceankuna,

2 2

He3aMeIeHHOro Wi 3amerneHHOTo Cs3-CgIukiioaikuia U He3aMeleHHOrO WM 3aMEeLIEHHOTO
reTePOLINKITUIA,

Win

Gs npencrasysier coboit CH(X3-R) umu C(X3-R%), Ge mpencrasmster coboit CH(X4-R%9)
nmn C(X4-R%), a R% u R% B3siThI BMecTe ¢ aToMaMul yriaepona, K KOTOPBIM OHH TIPHCOEANHEHE,
st 00pa3oBaHUsl O-4JIEHHOTO apWJIBHOTO, O-4YJIEHHOTO TeTEPOLUKJIMIBHOTO W O-4JIEHHOTO
reTepoapujIbHOTO KOJIbLIA, TAe O-4JeHHOe apwuibHOe, O-4JIEHHOE TeTEepPOLMUKINIbHOE W 6-
YJIGHHOE TeTepOAPUIIbHOE KOJIbLIA KAKO€ HE3aBUCHUMO SIBJISTIOTCS HE3aMEI[EHHBIMU WU
3aMEIIeHHbIMU OJHOW wiu OoJjiee Tpymnmamu, BBIOpaHHBIMU W3 Tpymmbl, cocrosieirt n3 Ci-
Csankxuna u —C(0)0O-C-Csanxuna; u

rae He Gonee yeM omuH u3 R% R R u R® npencrasnser coboit C1-Ceankoken umm —
OH.

B HEKOTOpbIX BapHaHTax ocyinectsienus oaun u3 R! u R? npencrapnser coboii ~OH, a
Ipyroii BBIOpaH U3 Tpymiel, coctosimedi u3 -C(O)R?, -CH=NRJ, -S(O)R®, -S(0),R¢, -NHC(O)RY,
-NHS(O):R®, -Ci-Csanxun-Rf -C,-Coankennn-RE, nesamemennoro wmm 3amemennoro Cs-Cs
[UKJIOAJTKHJIA, He3aMeleHHOTo mih 3ameleHHOTro C3-Cg MUKITOaNKeHIIa U He3aMEIeHHOTO HIIH
3aMelIeHHOrO TeTepPOLMKIIOAIKUIA. B HeKOTOPBIX BapHaHTax ocyliecTsiaeHus oxud u3 R! u R?
npencrasuser coboit —OH, a npyroii BeIGpan u3 rpymmsl, cocrosmiei ns -C(O)R?, -CH=NR/, -
S(O)R®, -S(O)R®, -NHC(O)RY, -NHS(O)R®, -Ci-Ceamxun-RY -C,-Ceanxenun-RE, C3-Cs
nuknoankuna, Cs;-Cg umkioankenmna u rerepouukinoankuna, rune Cs;-Cg uukmoankun, C3-Cs
UKJIOAIKEHUJT ¥ TeTEePOLUKJIOATKUI HeOoOsI3aTeIbHO 3aMelIeHbl OJHMM WiIH  Oolee
3aMeCTUTEINSIMH, BbIOpaHHBIMU U3 Tpynibl, cocrosimed n3 Ci1-Ce ankmna, C1-Ce rajorenankuna,
ranorea, -OH, -C(O)H, -C(O)OH, -C(O)OC:-Cs ankmma, -OC1-Ce¢ anxmma u Cs;-Cg
IUKNOANKuIa. B HekoTophIx BapuaHTax ocymecTsnenns R R® R® u R® kaxmblii HE3aBUCHMO
npenctaBisiioT coboii H, Ci-Csankui, Cr-Ceankenmn, Ci-Csamxunun, Ci-CeranoreHajku,
HE3aMEILECHHBbI WM 3aMEIIEHHbIA TEeTEePOLMKIINSI, HE3aMELICHHbI WIH 3aMELIEHHbIN
reTepoapun, OEH30MJ MM CTHPHI B HeKOoTOphIX BapumaHTax ocymecTsieHus R? R® R¢ u R®
kaxablid HezaBucumo npenctapisitor coboit H, Ci-Csanmkun, Co-Csankenun, Co-Csanmkunun, Ci-
CerasioreHajaKujI, TeTEpOLUKIIII, TeTepoapwi, OSH30WJ WM CTHPWI, A€ TeTePOLUKINI U

rerepoapui HeoOs3aTeNbHO 3aMeleHbl OJHUM MU OOjiee 3aMECTHTEJISIMHU, BBIODAHHBIMH W3
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rpymmsbl, coctosimei u3 Ci-Cs amkuma, C1-Cs ramorenankwna, ramoreHa, -OH, -C(O)H, -
C(O)OH, -C(0)OC:i-Cs anxmma, -OCi1-Cs amkmna u C3-Cg nuknoankmna. B HEKOTOPBIX
BapuaHTax ocymectsnenns RY mpencrasmser coboit H, Ci-Ceamxun, Cr-Ceanxenmn, Co-
Ceankuamn, Ci-CerajgoreHankuii, HE3aMEILIEHHBbI WM  3aMEIIeHHBbIH  TeTePOLUKIINI,
HE3aMeIeHHbII WM 3aMeLIeHHBI Trerepoapui win OeH3omia. B  HEKOTOpBIX BapuaHTax
ocymecteienuss R npencrasnser coboit H, Ci-Ceamkun, Ca-Ceankenmn, Cr-Coankunmn, Ci-
CeranoreHanaKwi, TeTEPOLMKIINIL, TeTEpOoapuil WiH OSH30WJ, I'Zie TeTePOLKINI U TeTepoapu
HeoOs3aTeNIbHO 3aMeIIeHbl OJHUM WJIM 0oJiee 3aMECTHTENSIMH, BBIOPDAHHBIMU W3 TPYIIIIHL,
cocrosimeit u3 Ci1-Cs ankumia, Ci-Cs ranorenanmkuna, ranorexa, -OH, -C(O)H, -C(O)OH, -
C(O)OC1-Cs anxmma, -OCi-Cs anxkmma u C3-Cs muxmoankuia. B HEKOTOpBIX BapHaHTax
ocymecTsaennss R u R® kaaplii He3aBUCHMO MpPENCTaBIAIOT coboii —OH, HesamerneHHbI
rerepoapui, -NR™R", 6enzomn wimu crupmin, rae R™ u R" kaxapiii He3aBUCHMO TPEACTABIISIOT
coboit H, Ci-Ceanxun, Cr-Ceankenmn, Cr-Ceankunmn wunun Csz-Cg mukimoankmi, rae Cs-Cs
UKJIOAJIKHJT HeoOs3aTeNIbHO 3aMelleH OOHUM MM OoJiee 3aMECTUTENSIMH, BBIOPAHHBIMH U3
rpymmsbl, coctosimei u3 Ci-Cs amkuma, C1-Cs ramorenankwna, ramoreHa, -OH, -C(O)H, -
C(O)OH, -C(0)OC:i-Cs anxmma, -OCi1-Cs amkmna u C3-Cg nuknoankmna. B HEKOTOPBIX
BAapHAHTaX OCyIIecTBIeHHs R/ mpencrasnser coboif rerepormxmmn, apmi, -ORK -NHREK, -
NHC(O)RX, -NHS(O)R* umu -NHC(NH)NH,, rne reTepolMKIMN U apHi HeoOsS3aTeNbHO
3aMeIleHbl OHUM WM 0oJiee 3aMECTUTENIIMU, BhIOpaHHBIMH W3 Tpyribl, cocrosimen uz Ci-Ce
ankmna, C1-Cs ranorenankuna, ranoreta, -OH, -C(O)H, -C(O)OH, -C(0)OC:-C¢ anxuna, -OCi-
Cs anxkuna u C3-Cg HUKIOATIKUTIA.

B HEKOTOpbIX BapHaHTax ocyinectsaenus oaud u3 R! u R? npencrapnser coboii ~OH, a
npyroii mpencrasisier coboit -C(O)R?, rme R? mnpencraBnser coboit 3-18-uneHHbrit
rerepounkinii. B HEKOTOpBIX BapuaHTax ocyuiectBieHus R* mpencrasnser coboit 3-10-
YJICHHBIN FeTePOLMKIIHII, He3aMEIEHHbIA W 3aMEIleHHbIH OTHUM UJTH 0OJiee 3aMECTUTEIISIMHU,
BbIOpaHHBIMU U3 Tpymmbl, coctosimed u3 Ci-Ceankuna, Cs-Cg uuknoankuna, =0 u —C(0)0-Ci-
Ceankuna. B HexOTOpBIX BapHaHTax ocyinecTsaeHus oaud us R! u R? mpencrasnser coboii —
OH, a ppyroii mpencrasisier coboit -C(O)R? rme R® mpexacraBnser cobobi 5-18-unmeHHbIN
rerepoapuil. B HekoTOphIX BapuaHTax ocymectsieHuss R? npencrasnsier codoit 5-10-uneHHbIN
rerepoapuy, He3aMEelIeHHbIH WM 3aMElIeHHbIH OOHUM Wi Oojiee  3aMECTUTEIISIMH,
BbIOpaHHbIMU U3 rpymmbl, cocrosimeidl m3 Ci-Cesankmma, Cs3-Cs mukioankmna u —C(0)0O-Ci-
Ceankuna. B HexoTOphIX BapHaHTax ocyinectsiaeHus onauH u3 R! u R? mpencrasnser coboii —
OH, a npyroii npencrasuser coboii -CH=NR!, rme R’ mpencrasnsier coboii 3-18-uneHHbIit

reTepOLUKIIL. B HEKOTOPBIX BapHaHTax ocylecTsieHHs R mpencrasnser co6oil 5-6-uneHHbII
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TETEPOLMKIINIL, HEe3aMEINEeHHBbIH WM 3aMELICHHbI OJHMM WK OoJiee 3aMeCTUTEINSIMH,
BbIOpaHHBIMU U3 Tpymmbl, coctosimed u3 Ci-Ceankuna, Cs-Cg uuknoankuna, =0 u —C(0)0-Ci-
Ceankuna. B HeKOTOpBIX BapHaHTax ocymecTsiaeHus oaud us R! u R? mpencrasnser coboii —
OH, a npyroii npencrasuser coboii -CH=NR!, rme R’ mpencrasnser coboii S-18-uneHHbIit
reTepoapui. B HEKOTOpLIX BapHAHTAX OCYIIECTBIeHHs RI mpencrasnser co6oit 5-10-uneHHbIH
rerepoapuy, HE3aMEUICHHbIH WM 3aMEUIeHHbIH OJHUM wWid Oojiee  3aMeCTUTEINSIMH,
BbIOpaHHbIMU U3 rpymmbl, cocrosimeidl m3 Ci-Cesankmma, Cs3-Cs mukioankmna u —C(0)0O-Ci-
Ceankuna. B HexOTOpBIX BapHaHTax ocymiecTsieHus oaud us R! u R? mpencrasnser coboii —
OH, a npyroii npencrasnser coboit -CH=NRJ, roe R npencrasiser coboii 6-14-uneHHbIi apuL.
B HEKOTOpHIX BapHMaHTax OCylIecTBleHus R/ mpencrasnser coboit deHmn wmm HadTU,
He3aMeIeHHbIN WJTH 3aMEIIeHHBIN OTHUM WJTH 00Jiee 3aMEeCTUTEISIMHU, BBIOPAHHBIMU U3 TPYIIIIHIL,
cocrosimeit u3 Ci-Ceankmna, C3;-Cg mukmoankmna u —C(0)0-Ci-Csankuna. B HEKOTOpBIX
BapMAaHTAaX OCYLIECTBIeHHs R/ mpencrasmser coboii (enun. B HEKOTOPHIX BapHaHTaxX

ocymectsienus onun u3 R!' u R? npencrasnser coboit ~OH, a apyroii npeacrasiser coboii -

0/ WNH{

. . «1(% -N
CH=NR/, rne -CH=NR! BbIOpaH u3 rpymmsl, cocTosmeil u3 N O

%NQ i @EAN YQ%“ Q 0

2

B
1 2 o o
HEKOTOPBIX BapHaHTax ocymiectsieHust oauH 3 R u R” mpencrasnsier coboit —OH, a npyroii

npencrasnsier coboii -CH=NR!] rpe -CH=NR/ BpiOpaH wu3 TIpynmbl, COCTOSIEH U3

H " X ©
X, .-N % N SNP
% N W ’ “(%N’N\/ ’ Y%N/\/\ ’ \© ’ % N OW i

*,ZL/%N,N\) H

B HEKOTOpbIX BapHaHTax ocyinectsiaenus omud u3 R! u R? npencrapnser coboii ~OH, a
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apyroii mpexacTasiser coboii -S(O)R®, -S(0),R¢, -NHC(O)R? unu -NHS(O):R¢, rme R®, R®, R u
R® kaxnpiii HE3aBUCUMO TPEACTABISIOT COOOUW He3aMeIleHHbIN 3-18-ujieHHBIH TeTepPOLMKITHI
WM HE3aMEILIEeHHbINA 5-18-ujeHHBI reTepolMKInI. B HEKOTOpBIX BapHaHTaxX OCYILIECTBIIECHUs
R®, R®, RY u R® kaskmblil HE3aBUCHMO MPEICTABISIFOT CO00# 3-18-ujIeHHbIN TeTepPOLIUKITIIT UITH S-
18-uNeHHBbI TeTepOLMKINI, KaXKIbl HE3aBUCHMO 3aMeleHHbIi OAHMM wWiIu OoJee
3aMeCTHUTEeNSIMU, BBIOpaHHBIME U3 rpymibl, coctosimei 3 Ci-Ceankuna, Cs-Csuukioankuna u —
C(0)O-C-Csankuna. B HEKOTOpBIX BapHaHTaX oCyllecTsaeHus oaul u3 R! u R? npencrasaser
coboit ~OH, a mpyroit npencrasnser coboit -C1-Ceankun-Rl, rne Rf npencrasnser coboii —~OH
wm NR™R", rme R™ u R" xaxnpiii HesaBucumo mnpencrasisitor codoit H, Ci-Ceankun, Cs-
Ceankenm, Cy-CealKuHUJI WIH He3aMelleHHBIH ik 3aMmeineHHbili  Cs-Cenuknoankmin B
HEKOTOPBIX BapuaHTax ocymecTsnenust R mpeacrasnser co6oit NR™R" rme R™ mpencrapiser
codoii H, a R" mpencraBmsier coboit Cs-Cenuxnoankui, rae Cs-CsLUKIOANKHI SBISETCS
He3aMeIeHHBIM I 3aMeIIeHHbIM OJHOHN min Ooyee rpymmnamu, BeiOpaHHbiME U3 Ci-Ceankina
U rajoreHa. B HEKOTOpLIX BapuaHTax ocymecTsnenus onuH us R! u R? mpexcrasnser coboit —
OH, a npyroii npeacrasisier coboii -Cr-Ceankenun-RE, rne R® npeacrasnser coboii 6enzoni. B
HEKOTOPBIX BapuaHTax ocymiecTsnenus omud u3 R! u R? npencrasnser coboii ~OH, a npyroit
npencrasisier codoit -Ci-Ceankennn-RE, roe R® npencrasnsier coboii —OH wiu NR™R", rme R™
u R" kaxapiii He3aBucuMo npenctaisitoT coboit H, Ci-Ceankmn, Co-Csanmkennn, Cr-Ceankunmn
Wi He3aMmelleHHbl wiu  3amemeHHbll  C3-Csnuknoankuia. B HEKOTOpBIX  BapuaHTax
ocymecteienust R® mpexncraenser coboii NR™R", rme R™ mpencrasisier coboit H, a R"
npencrasisier codoit Cs-Csuuknoankui, rae C3-CsHUKITOATKUIT SBISIETCS HE3aMEUIEHHBIM TN
3aMeLIeHHBIM OfHOW mim Oosee rpymmamu, BeiOpaHHBIMH u3 C1-Ceankmna u ranoreHa. B
HEKOTOPBIX BapuaHTax ocymecTeieHuss R™ mpencraBiasier coOoil  He3aMEIIeHHBIH WIH
3amernennbiii C3-Cg nmknoankm, a R" npencrasmsier codoit H, Ci-Csanxun, Ca-CeankeHun uimm
Cy-Ceankmamn. B HexoTophix Bapuantax ocymectBieHuss R™ mpencrasnser coboit Cs-Cg
ukoankui, a R" mpencrasisier coboit H.

B HEKOTOpbIX BapHaHTax ocyinectsaenus oaud u3 R! u R? npencrapnser coboii ~OH, a
npyroii mpencrasnser coboii -CH=NRJ, rme NR! mpencrasnser coboii He3aMeIlleHHBIH Wi
3aMEIIEHHBI TeTEPOLMKIII, HE3aMELIECHHBbI WM 3aMELIEHHbIA apu, -ORk, -NHRk, -
NHC(O)RE, -NHS(0),R* umn -NHC(NH)NH,. B HEKOTOPBIX BapHaHTaX OCYIIECTBICHHs OIUH
w3 R! u R? mpencrasnster coboit —OH, a mpyroii mpencrasnster coboit —CH=NRJ, rne NR/
npencTaBisier coOOH He3aMEIleHHBIM WU 3aMelleHHbIH 4-12-ujleHHbIH reTeponukImi. B
HEKOTOPBIX BapuaHTax ocymiecTsnenus omud u3 R! u R? npencrasnser coboii ~OH, a npyroit

npencrasnser coboit —CH=NR/, rne NR/ npencrasnser coboii He3aMeIeHHbIH 4-12-uneHHbIit
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reTepoLUKINI. B HEKOTOpHIX BapHaHTax ocylecTsaenus oaud u3 R' u R? npencrasnser coboii
—OH, a apyroii npexncrasnser coboii —CH=NRJ, rne NR/ npencrapiser coboii 4-12-uneHHbIi
TeTEPOLMKIINI, 3aMELIeHHbI ONHOW wuim OoJjiee TPyNmamH, BBIOPAHHBIMH U3 TPYIIIbI,
cocrosimiel u3 Ci1-Ce ankuina, Cs;-Cs nukioankuia U OKCOo. B HekoTopbIx BapuaHTax
ocymectsienus onun u3 R' u R? npencrasnser coboit ~OH, a apyroii npencrasnser coboii —
CH=NR!, rme NR/ mpexncrasnser co0oil He3aMeIEHHBIH MM 3aMELIEHHBIH S5-6-uleHHbII
reTepoOLMKNIIIL. B ompeneneHHBIX BapuHaHTaX ocylnecTsieHus omuH u3 R' u R? mpencrasnser
coboit —OH, a npyroii mpencrasnser coboii —CH=NR), rme NR/ mnpencrasnser coGoit
He3aMelleHHbIH reTepoLKIiI. B HEKOTOpBIX BapuaHTax ocylnecTsieHus oauH u3 R!' u R?
npencrasnser coboit —OH, a npyroii npencrasmnster coboit -CH=NR!, rne NR/ npencrapmuser
cOOOW MUPPOSUAMHWI, MHPA3OJUAVNHWI, WMHUAA3OJIUIUHII, Tterparuapodypanmn, 1,3-
OVOKCOJIAHWJ,  TeTParuApoTHOPEHUS,  OKCATHOJAHWI,  CyJb(ONAHWJ,  NHUICPHIUHIII,
MUIEePa3UHII, TETPAruAPONUPAHUI, TUOKCAHWI, THAHWII, AUTHAHWI, TPUTHAHWI, MOP(OIMHUI
uin THoMoponuHua. B apyrux BapuanTtax ocymecTsienus oauH u3 R!' m R? mpencrapnser
coboit —OH, a npyroii mpencrasnser coboii —CH=NR), rme NR/ mnpencrasnser coGoit
TeTEePOLMKIINI, 3aMEIICHHbIH OJHUM WM 0oJiee 3aMECTUTENSIMH, BBIOPDAHHBIMH W3 TPYIIIBI,
cocrosimiel u3 Ci1-Ce ankuina, Cs;-Cs nukioankuia U OKCOo. B HekoTopbIx BapuaHTax
ocymecTBienuss R/ mpejcrasuser coGoil TeTepOLUKIHN, TAe aToMbl a30Ta W/HIH Cephl
reTepOLHKIINIIAa HeOOsI3aTEIbHO OKHUCIISIOTCS ¢ oOpa3oBaHueM (parmeHTOB -N-okcuna, -S(O)-
umu —SO,. B HeKOTOpLIX BapHaHTaX ocyliecTBiaeHus oauH u3 R! u R? npexncrasnsier coboii —
OH, a ppyroii mpencrasnsier coboii Cs-Cs muknoankun umn Cs-Cg HUKIOANKEHWI, MpUYEM
KQXKIbIH SBJIAETCS HE3aMEINEHHBIM MM 3aMelIeHHbIM OJHOW wmiu Oosiee rpymnmam,
BBIOpaHHBIMU M3 Ipymmsbl, cocrosimeil u3 ramoreHa, Ci-Ceankumna, Ci-Csanxokcu, —C(0)0O-Ci-
Ceankuna M OKco. B HEKOTOpBIX BapMaHTax ocyuiecTsienus onauH u3 R! u R? mpencrapnser
coboii —OH, a ppyroit mpencrasisier cobori Cs;-CgLUKIOANKEHHUSI, 3aMEIEHHbIA OJHUM HJIN
bonee okco. B HeKOTOPBIX BapuaHTax ocymiecTsiaeHus oxud u3 R! u R? mpencrasmiser coboii —
OH, a ppyroii mpencrasisier coOOH He3aMENIEHHBIM WU 3aMelleHHbIH 3-18-uneHHbIN
reTepoLMKIOAIKII. B HEKOTOpLIX BapHaHTax ocyllecTsieHus oauH u3 R!' u R? mpencrasaser
coboit —OH, a npyroii mpexncraeyisier coO0Ol He3aMEIEHHBIH WM 3aMEIleHHbIH S5-O-4JIeHHbIN
reTepoLMKIOAIKII. B HEKOTOpLIX BapHaHTax ocyllecTsieHus oauH u3 R!' u R? mpencrasaser
coboit —OH, a npyroii npeacrasiseT codol S-6-4JeHHBIH TeTePOLUKIOANKIII, He3aMeleHHbIN
WIA 3aMeleHHbli oxHoW wiu Oosee rpynmamy, BbliOpaHHbiMH u3 Ci1-Ceanmkuma, Cs-
Csuuknoankuna, =0 u —C(0)0-C-Csankuia.

B HEKOTOpbIX BapHaHTax ocyinectsaenus oaud u3 R! u R? npencrapnser coboii ~OH, a
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npyroii nmpexcrasiser coboit —CH=NR!, rne NR/ npencrapnser coboil He3aMelIeHHBIH WU
3aMeleHHblil apuil. B HEKOTOpLIX BapuaHTax ocyiecTsienus oxud us R! u R? mpeacrasnser
coboit —OH, a npyroii mpencrasnser coboii —CH=NR), rme NR/ mnpencrasnser coGoit
HE3aMEIIEeHHbI WM 3aMelleHHbIH 6-14-uneHHbIl apui. B HEKOTOPBIX  BapuaHTax
ocymectsienus onun u3 R' u R? npencrasnser coboit ~OH, a apyroii npencrasnser coboii —
CH=NR’, rme NR! mpencrapnser coboii He3amemeHHbi ¢GeHun unu HadTHA. B apyrux
BapHMaHTax ocyinecTsienus oaun u3 R! u R? npencrasnser coboit ~OH, a apyroii npeacrapser
coboit -CH=NR!, rne NR/ npescrasmster coboii Gennun uau HadTH, 3aMeIleHHbIi OTHUM HITH
Oonee 3amecTWTENsIMU, BbIOpaHHBIMH u3 rpynnbl, cocrosimeirr u3 Ci-Ce¢ amkuma, Cs-
CsLuKI0ANKH1IIA U OKCO.

B HEKOTOpbIX BapHaHTax ocyinectiaenus omud u3 R! u R? npencrapnser coboii ~OH, a
npyroii mpencrasnser coboii —CH=NR!, rme R/ mpencrasnster coboit -ORX. B HekoTophIx
BapHMaHTax ocyinecTsienus oaun u3 R! u R? npencrasnser coboit ~OH, a apyroii npeacrapser
coboii -CH=NR!, tme R mpencrasnser coboii -OCi-Ceankua B HEKOTOPLIX BapHaHTax
ocymectsienus onun u3 R' u R? npencrasnser coboit ~OH, a apyroii npencrasnser coboii —
CH=NR/, rme R npencrasnser coboit -OCi-Ceankenun uiu -OC-Coankunun. B HeKOTOpbIX
BapHMaHTax ocyinecTsienus oaun u3 R! u R? npencrasnser coboit ~OH, a apyroii npeacrapser
coboii ~CH=NR!, rme R/ mpencrasnser coboii -OC;-Csumknoankun B Apyrux BapHaHTax
ocymectsienus onun u3 R' u R? npencrasnser coboit ~OH, a apyroii npencrasnser coboii —
CH=NR!, rne R! npencrasnser co6oii —O-apui1. B HEKOTOPHIX BAPHAHTAX OCYIIECTBICHHUs OIHH
m R! u R? mpencrasnser coboii —OH, a npyroii npencrasnser coboit —CH=NRJ, rmze R
npencrapasier coboit -NHRX B HexoTopeIx BapmaHTax ocymiecTsieHus omuH u3 R! u R?
npencrasnser coboit —OH, a apyroii mpencrasnser coboit —CH=NR/, rne R/ mpencrapmuser
coboii -NHC;-Ceankun. B HeKOTOpBIX BapHaHTax ocymecTsienus oauH u3 R! u R?
npencrasnser coboit —OH, a apyroii mpencrasnser coboit —CH=NR/, rne R/ mpencrapmuser
coboii -NHC1-Csankennn unn -NHCi-Ceankunun. B HEKOTOpBIX BapHaHTax OCYIIECTBJICHUS
omuH w3 R! u R? npencrasnser coboit —OH, a apyroii npexncrasnser coboit —CH=NR/, rme R
npencTasiser coboit -NHC3-Csiuknoankun. B qpyrux BapuanTax ocyliecTiaeHus ofuH u3 R! u
R? mpencrasnsier coboit —OH, a mpyroii npencrasnster coboii -CH=NR/, rne R/ npencrasnser
coboii —NH-apun. B HekoTOphIX BapHaHTax ocyuiecTsieHus oaud u3 R! u R? mpencrasiser
coboit —OH, a npyroii npexncrasnser coboit -CH=NR/, rne R npencrasnser coboii -NHC(O)RX.
B HeKOTOpBIX BapuaHTax ocyliecTsienus onun u3 R! u R? npencrasnser coboii ~OH, a apyroit
npencrapasier coboir —CH=NR!, rme R' npexacrasnser co6oit -NHC(O)Ci-Csanxun B

HEKOTOPbIX BapuaHTax ocymiecTsnenus omud u3 R! u R? npencrasnser coboii —~OH, a npyroii



31

npencrapasier coboit ~CH=NR!, rme R’ mpencrasnser coboii -NHC(O)Ci-Ceankenun umu -
NHC(O)Ci-Coankunun. B HeKOTOpBIX BapuaHTaX ocylecTsieHuss oiauH u3 R!' u R?
npencrasnser coboit —OH, a apyroii mpencrasnser coboit —CH=NR/, rae R/ npencrapmuser
coboii -NHC(O)Cs-Csuuknoankun. B apyrux BapuaHTax ocymecTsienus oauH u3 R! u R?
npencrasnser coboit —OH, a apyroii mpencrasnser coboit —CH=NR/, rae R/ npencrapmuser
coboit —NHC(O)-apun. B HekoTOpeIX BapuaHTax ocymiectsieHus omun u3s R! u R?
npencrasnser coboit —OH, a apyroii mpencrasnser coboit —CH=NR/, rae R/ npencrapmuser
coboit -NHS(O):R*. B mekoTophx BapmanTax ocymectsneHus ogud u3 R! u R? npencrasmuser
coboit —OH, a npyroii npencrasnser coboit —CH=NRJ, rne RI npencrasnser coboii -NHS(0),C -
Coankun. B HEKOTOpBIX BapHaHTax ocyiecTsienus oxud u3 R! u R? npexncrasnser coboit —OH,
a apyroii npeacrasnser coboit -CH=NR!, rae R’ npencrasmser coboii -NHS(0),C1-CsankeHun
umu -NHS(0),Ci-Coankunun. B HeKOTOpBIX BapuaHTax oOCyliecTBleHHs omuH u3 R!' u R?
npencrasnser coboit —OH, a apyroii mpencrasnser coboit —CH=NR/, rae R/ npencrapmuser
coboii -NHS(0),Cs-Csuuknoankun. B apyrux BapuaHTaX oOCyllecTBIeHHs oauH u3 R! u R?
npencrasnser coboit —OH, a apyroii mpencrasnser coboit —CH=NR/, rne R/ mpencrapmuser
coboit —NHS(O),-apun. B HekoTopbIx BapuaHTax ocymecTsienus omud w3 R! u R?
npencrasnser coboit —OH, a apyroii mpencrasnser coboit —CH=NR/, rne R/ mpencrapmuser
coboit -NHC(NH)NH,.

B HEKOTOpbIX BapHaHTax ocyinectsiaenus omud u3 R! u R? npencrapnser coboii ~OH, a
apyroii npencrasnser coboii -Ci-Ceankun-RY, rme Rf Bri6pan us rpynmbl, cocrosumeii n3 —OH,
He3aMeleHHoro rerepoapuia, —NR™R", Genzownna unmu crupuia, a R™ u R" kakapiii He3aBUCUMO
npenctaBisiioT cobolt H, Ci-Csanmkun, Cr-Csankenun, Cr-CealKUHWIT WM HE3aMEIEHHBIH HIIN
3amerennbiii C3-Cs UKI0ankun. B HEKOTOPBIX BapuUaHTaX oOCyllecTBieHus oauH u3 R! u R?
npencrasisier coboit —OH, a apyroit npencrassier coboit -Cr-Ceankennn-RE, roe RE BeiOpan u3
rpymisl, cocrosimiei u3 —OH, HesamemenHoro rerepoapuia, —-NR™R", GeH30omna i cTupuia, a
R™ u R" kaxngeiii HezaBucuMmo mpenctaBisitoT codoit H, Ci-Ceankun, Cr-Csankenmn, C,-
CsanKuHWI WK He3aMelleHHbIH min 3ameneHHbidl C3-Cg nukiioankumit. B HEKOTOphIX BapuaHTax
ocymecteienuss R™ u R" kaxnpiii HesaBucumo mnpexacrapisitor codoit H, Ci-Ceankxun, Cs-
Csankennn, Cr-Ceanxuaun, unu HezamemeHHb Cs-Cgrmknoankun, wid Cs-CgIMKIOaNKUII,
3aMeIeHHbIN OIHUM WM 0OJiee 3aMECTHTENISIMH, BhIOPAHHBIMH M3 TPyMIbl, coctosiei u3 Ci-
Csankuna, Cy-Csankenuna, Cr-Ceanxmaumna, Ci-Ceankokcu, Ci-Ceramorenankuna, -OH wu
rajioresa.

B HEKOTOpbIX BapHaHTax ocyinectsaenus oaud u3 R! u R? npencrapnser coboii ~OH, a

apyroit mpexacraBisier coboit HesamemeHHbll Cs;-Cg mukioankmn. B apyrux  BapuaHTtax
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ocymectsienus ogud u3 R' u R? npencrasnser coboit ~OH, a mpyroii mpexacTtapiser coboit
3amerennbiii C3-Cs UKI0ankun. B HEKOTOPBIX BapuUaHTaX oOCyllecTBieHus oauH u3 R! u R?
npencrasisier coboii —OH, a npyroit mpencrasisier coboii  HesamemeHHblli  C3-Cs
LUKJIOANKeHU1. B pyrux BapuaHTax ocyiectsienus onus us R! u R? npencrasnsier coboii —
OH, a npyrotii npeacrasisier codoli 3amemmeHHbIH C3-Cg MUKIOATKEHIIT.

B HEKOTOpLIX BapuaHTax ocyliecTiaeHus R’ mpencrasisier coboit H. B HekoTopbx
BapHaHTaX ocyiecTsienus R® nmpexacrasnser coboii nesamemennsiii Ci-Coankun B HEKOTOPBIX
BapuaHTax ocymiectsiaeHus R® mpencrasmser cobGoit Ci-Ceankun, 3aMeIeHHbIH OIHHM U
Oonee ranoreHamMu. B HEKOTOpBIX BapMaHTax ocyllecTBieHuss R’ mpencrasiser coGoit
nesamemennbiii C1-Coankokcu. B HEKOTOPBIX BapuaHTaX OCyllecTBIeHus R’ mpencrapiser
coboii C1-CsanKOKCH, 3aMeLIeHHbI OOHUM uiaM Oonee rajoreHamu. B apyrux BapuaHTax
ocymecTsnenust R® mpencrasnser coboii raaorex.

B HEKOTOpbIX BapHaHTax ocyinectsaenus oaud u3 R! u R? npencrapnser coboii ~OH, a
apyroit mpexacrtasnsier coboit -C(O)H. B  HeKOTOpBIX BapuaHTax ocCylecTBieHus R!
npencTasiser coboit ~OH, R? mpencrasnser coboii -C(O)H, a R® mpencrasnser coboiit H. B
HEKOTOPBIX BapHaHTax ocymectsiaenus R! npencrasnser coboit —OH, R? npencrasiser coboii -
C(O)H, a R* mpencrapnser coboii Hesamemennbiii Ci-Coankun. B HEKOTOPBIX BapHaHTaxX
ocymectsnenuss R! mpencrasmser coboit —OH, R? mpencrasaser coboit -C(O)H, a R*
npencrasisier coboit Ci-CeranoreHankuna. B HEKOTOpPbIX BapHaHTax ocylecTsiaenus R!
npencrasaser coboit —OH, R? mpencrasnser coboit -C(O)H, a R® mpencrasnser coboii
nesamemennbiii C1-Csankokcu. B HEKOTOpBIX BapuaHTax ocyiiecTsienus R!' mpencrapiser
coboit —OH, R? mpencraenser coboii -C(O)H, a R* mpencrasnser coboii Ci-CsamkoxcH,
3aMelleHHbIl OHMM WM OoNee rajgoreHamMM. B JApyrux BapHaHTax ocyliecTsieHus R!
npencrasnser coboit —OH, R? npencrasaser coboit -C(O)H, a R® npexncrasnsier coboii ranorex.
B onpeneneHHbIX BapuaHTax ocymectsnenus R! mpencrasnser coboit ~OH, R? mpencrasnser
coboii -C(O)H, a R* npencrapnser coboii ¢prop. B onpeneneHHbIX BAPUAHTAX OCYIIECTBIEHHS
R! mpencrasnser coboit —OH, R? mpencrasnsier coboit -C(O)H, a R® mpencrasnser coboii
MeTua. B HEKOTOpBIX BapHaHTax ocymecTeieHus R! mpencrasmaser coboit —OH, R?
npenctasnser coboit -C(O)H, a R mpencrasaser coboit MeTokcH. B HEKOTOPLIX BapuUaHTaxX
ocymectsienuss R’ mpencrasnser coboii —~OH, R! mnpencrasnser coGoii -C(O)H, a R’
npencTasiser coboit H. B HeKOTOpPBIX BapuaHTax ocyiecTsaeHus R? nmpencrasiser coboit —OH,
R! npencrasnsier coboit -C(O)H, a R® mpencrapnser coboit nesamemennsiii C1-Coankun B
HEKOTOPBIX BapHAHTax ocyliecTsiaeHus R? npexncrasnser coboit —OH, R! npencrasaser coboii -

C(OH, a R’ mpencrasnser coboit Cj-CeranmoreHankun. B HEKOTOPBIX BapHAHTax
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ocymectsienuss R’ mpencrasnser coboii —~OH, R! mnpencrasnser coGoii -C(O)H, a R’
npencTaBsieT coboii HesamerneHHbli Ci-CoalKOKCH. B HEKOTOPHIX BAPHAHTAX OCYIECTBJIEHHUS
R? mpencrasnser coboit ~OH, R! npencrasnser coboii -C(O)H, a R npencrasnser coboit Ci-
C6alKOKCH, 3aMeIIeHHbIH OMHIM HIH 00Jiee TaloreHaMu. B Ipyrux BapuaHTax OCYIIeCTBJIEHHUS
R? mpencrasnser coboit —OH, R! mpencrasnsier coboit -C(O)H, a R® mpencrasnser coboii
rajored. B ompeseNeHHbIX BapHAHTax ocCyllecTBieHus R’ mpexacrasmster coboit —OH, R!
npencrasisier coboit -C(O)H, a R npencrapnser co6oii ¢rop. B onpeneneHHbIX BapuaHTax
ocymectsienuss R’ mpencrasnser coboii —~OH, R! mnpencrasnser coGoii -C(O)H, a R’
TIpeCcTaBIsAeT cobol MeTuI. B HEKOTOpBIX BapHaHTAX OCyllecTBIeHHs1 R? mpencrasmiser coboii
—OH, R! npencrasnsier coboii -C(O)H, a R® npexncrasnser coboii METOKCH.

B HekoTOphIX BapuaHTax ocymectsienust Gs mpexacrasisier coboit CH(X1-R%), C(Xi-
R, N, N(Xi-R%), S unu O; Gs mpencrasisier coboit CH(X2-R®), C(X»-R®), N, N(X,-R®), S
umu O; Gs mnpencrasaser coboit CH(X3-R%), C(X3-R%), N, N(X;-R®), S wm O; Ge
npencrasnsier coboit CH(Xs-R%), C(Xs-R%), N, N(X4-R®), S, O wmu orcyrcrsyer; a G7
npenctasisier cobori N, C unmu CH, roe Gi, G2, Gs, Gs, Gs, Gs 1 G7 KaKIbIil UMEIOT HYJIEBOU

3apsn (Hanpumep, azoT B Gi, Gz, Gs, G4, Gs, Gs 1 G7 He SBJISIETCS KATUOHHBIM).

o
B HEKOTOPLIX  BAPUAHTAX  OCYLIECTBICHUS 5 npefcTaBiser  coboil
RGa
RGb RGd
6 .
R~ , Tae onuH umm 6onee u3 R% R Ry R% priGpans! u3 rpymimel, cocTosmel us

Ci-Ceankmma, Ci-Ceankokcu, ramorena, -OH, -NRPRY Cs-Ci2 apuma, 3-10-uneHHOro
rerepounkinia, 5-10-unenHoro rerepoapuna, -Ci-CealKui-5-0-4I€HHOTO TreTepoLUKINIE, -

OC(0)-5-6-unennoro rerepouukimia, -C(O)RE -S(0),NRV'RY2, -S(0O),RY u -NR?'S(0),R%.

B HEKOTOPBIX BAPHAHTAX OCYLIECTBJIEHUS 5 npencrasmsier coGoit  R* | rpe R%

2
BbIOpaH u3 rpymmsl, cocrosimei u3 Ci-Csanmkuna, Ci1-Csankokcu, ranorena, -OH, -NRPRY, Cs-C12
apuna, 3-10-unenHoro rerepoumkauia, S-10-unenHoro rerepoapuna, -Ci-Ceanxun-5-6-

uneHHoOro rerepounukniia, -OC(0)-5-6-unennoro rereponukmia, -C(O)RE -S(0),NRV'R™, -
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S(O)2RY umu -NR*'S(0),R”. B HekoTOpBIX BapuaHTax ocymiecTsnenus R npencrapnser coboii
nesamemennbiii  Ci1-Ceanxun. Hampumep, B HEKOTOpbIX BapuaHTax ocyllecTBieHuss R
NpeACTaBsieT COOOH METHJ, 3TWJ, MPOIWI, H30NPONHS, OyTWJI, H300yTHJ, BTOPOYTHI H
TperOyTua. B HekoTophIX BapuaHTax ocyiiecTsieHus R mpencrasnser coboit Ci-Ceankui,
3aMELIeHHBI ONHOW Wiu OoJiee Tpynmamu, BbIOpaHHBIMH M3 Tpymibl, coctosmied u3 Cs-Cs
LUKJIOANKUIA M TajoreHa. B HeKOTOpBIX BapuaHTax ocyiecTsienus R mpencrasnser coboit
Ci-Cosankxoxcu. Hampumep, B HEKOTOPBIX BapHaHTax ocyinecTsieHus R mpexncrasmsier coboit
METOKCH, STOKCH, MPOTIOKCH, U30MPOIIOKCH, OyTOKCH, N300YTOKCH, BTOPOYTOKCH U TPETOYTOKCH.
B HEKOTOPHLIX BapuaHTax ocyiecTsienus R npexcrasnser coboii Ci-CoalkOKCH, 3aMeIeHHbIi
ONHOW Win OoJiee Tpymnmnamu, BbIOpaHHbIMU U3 rpymmbl, cocrosimed n3 C3-Cg nukioankuna u
rajoreHa. B HEKOTOpPBIX BapMaHTax ocyllecTBieHuss R mpencrapnser coGoil rajores.
Harnpumep, B HEKOTOPBIX BapuaHTax ocylnecTsiaenus R npencrapaser coboii ¢prop, xaop umm
opom. B apyrux BapuanTax ocymiectBiaeHus R mpencrasnsier co6oit Ci-CsranoreHanxkui.
Hanpumep, B HEKOTOPbIX BapHaHTax ocyiiecTsienus R® mpencrapisier coboii (ropsTur,
TpudropMeTHy, ITUPTOPMETHI, TPUPTOPITHI U TPUXJIOPMETHN. B HEKOTOPBIX BapuUaHTax
ocymectsienust R npencrasnser coboii -C(O)RE, rne R! npencrasnser coboit H, Ci-Ceankmumn,
Ci-Cosanxoxcn, Cs-Csumxmoankun wmmn -NR'R®.  Hampumep, B HEKOTOpBIX BapHaHTaX
ocymectsnenusi R mpencrasnser coboit -C(O)H, -C(O)CH3, -C(O)OC(CH;3); uma —C(O)-
LUKJIONPONuI. B HeKOTOpbIX BapMaHTax ocyllecTienuss R®  mpencrasnsier  coGoit
He3aMeIeHHbIH 5-6-uleHHbI reTepolMKI. B HeKOTOpbIX BapHaHTax ocyllecTBiaeHus R
NPEACTaBIsieT COOON S5-6-4yeHHBIH TeTePOLMKI, 3aMeIleHHBbIH OAHOW Wiu OoJiee TpyImamH,
BbIOpaHHbiMU 13 Tpymmbl, coctosimed u3 Ci-Csankmia, Ci-Csanmkokcu, ramorena, -OH, Ci-
Ceankun-OH, =O u =S. B HekoTOpbIX BapuMaHTax ocylnecTsieHuss R mpencrasnser coGoit
NUPPOJMINHIII, TUPA3OIUANHUT, HMHUOA30JUAUHII, TeTparuapodypanut, 1,3-aHoKcosaHu,
TETPAruapOTHO(QEHIN,  OKCATHOJAHWJ,  CyJb(OJaHWJ,  NUNEPUAMHUI,  [HUNEPA3HHIII,
TETPAruIpONMUPAHII, JAWOKCAHWJ, THAHWJ, IUTHAHWI, TPUTHAHWI, MOPQOIUHII WIH
TuoMopdoauHuI. B HEKOTOpbIX BapMaHTax ocylecTBieHus RS mnpexacraBnser coGoit
NUppOJUAMHUIL B onpeneneHHbIX BapMaHTax ocyliecTsienuss R® mpencrasnsier coGoil 4-
nuppoauauH-1-un. B HeKoTOpbIX BapuaHTax ocyllecTBieHus R mpencraBiser coGoit
He3aMelleH bl 5-10-4leHHbIli retepoapun. B HEKOTOpLIX BapuaHTax ocCyllecTBieHuss R
npenacTaBisier coboit 5-10-uneHHBIH reTepoapuil, 3aMeIleHHbI OJHOW Wiu OoJiee TPYIIaMHy,
BbIOpaHHbIMU U3 rpynmsl, cocrosimen u3 Ci-Ceankuna, Ci-Csanmkoxen, -OH u C1-Csankxmn-OH.
B HEKOTOpBIX BapHaHTax ocyllecTBaeHHss R mpexacTapiser coGoli MMPPONMN, MHPa3OJIAT,

UMUIA30JIAJI, TPHUA3OJIIL, TeTpasoimi, (ypaHuJ, W30KCA30JMJ, OKCA30JMJI, OKCAIHa30JIUIL,



35

TI/IO(I)GHI/IJ'I, HU30THUA30JIUJI, THUA3O0JWJI, TUAAUA3O0JINJI, MUPUAWJ, THUPUAAZUHWUIL, THPUMUIAWUHNUIL,

MUpPa3UHUI, TPUASUHWUIT WA TCTPA3UHUIL

B HEeKOTOpBIX BapHaHTaxX OCYIIECTBJICHUS npexcrasisier cogoit R® , TIie
R Bri6pan u3 rpymmel, cocrosmeii m3 Ci-Ceanxuna, Ci-Ceankokcu, ranorena, -OH, -NRPRY,
Cs-C12 apuna, 3-10-unenHoro rerepouukinna, 5-10-unennoro rerepoapuna, -Ci-Ceankun-5-6-
uneHHoro rerepouuknuna, -OC(0)-5-6-unennoro rerepormkimia, -C(O)RY -S(0),NR¥'R™?, -
S(0):RY umu -NR?S(0);R?. B HEKOTOPBIX BapHAHTax ocymecTeiaenus R mpencrapser coboii
nesamentenbiii  Ci-Ceankun. Hampumep, B HEKOTOPLIX BapHAHTAaX oOCyliecTBIeHHs RSP
NpeACTaBsieT COOOH METHJ, 3TWJ, MPONWI, H30MPONM, OyTwi, u300yTWI, BTOPOYTHI H
TperOyTun. B HeKoTOpeIX BapuaHTax ocymecTsienust R®® mpencrasmser coboii Ci-Ceanku,
3aMELIeHHBI ONHOW Wiu OoJiee Tpynmamu, BbIOpaHHBIMH M3 Tpymibl, coctosmied u3 Cs-Cs
IUKNOANKUIA W TajoreHa. B HEKOTOpBIX BapHaHTax ocymecTsienus R® mpencrasmiser coboii
Ci-Ceankokcn. Hanpumep, B HEKOTOPHIX BapHAaHTaxX ocymecTsieHus R®® mpencrasnser coboii
METOKCH, 3TOKCH, MTPOTIOKCH, H30IIPOMOKCH, OYTOKCH, H300yTOKCH, BTOPOYTOKCH U TPETOYTOKCH.
B HekoTOphIX BapuaHTax ocymecTtsienus R® npencrasnser co6oit Ci-CealkoKCH, 3aMeIeHHbIi
ONHOW Win OoJiee Tpymnmnamu, BbIOpaHHbIMU U3 rpymmbl, cocrosimed n3 C3-Cg nukioankuna u
rajoreda. B HeKOTOpBIX BapuaHTax ocymecTsienuss R®® mpencrasnser coboii rajmores.
Hampumep, B HEKOTOPBIX BapuaHTax ocymecTeaenus R®® mpencrasnser coboii rop, Xaop uam
6pom. B mpyrux BapmanTtax ocymectsieHns R®® mpencrasmser coboit Ci-CeranoreHanku.
Hampumep, B HEKOTOPBIX BapHaHTax ocymecTienuss R®® mpencrasmser coboii ¢ropsTum,
TpudropMeTHy, ITUPTOPMETHI, TPUPTOPITHI U TPUXJIOPMETHN. B HEKOTOPBIX BapuUaHTax
ocymectsienus R® npencrasnser coboit -C(O)RY, roe R" npencrasnser coboit H, Ci-Ceamkum,
Ci-Cosanxoxcn, Cs-Csumxmoankun wmmn -NR'R®.  Hampumep, B HEKOTOpBIX BapHaHTaX
ocymectsienuss R®® mpencrasnser coboii -C(O)H, -C(O)CH;3, -C(O)OC(CHs3); umu —C(O)-
IUKIOTIPONHI. B HEKOTOphIX BaphaHTax ocymecTsienus R® mpencrasmser coboii
HEe3aMEIeHHbIH 5-6-uIeHHbIH TeTepolHKI. B HEKOTOpHIX BapuaHTax ocymiecTsieHds R
NPEACTaBIsieT COOON S5-6-4yeHHBIH TeTePOLMKI, 3aMeIleHHBbIH OAHOW Wiu OoJiee TpyImamH,
BbIOpaHHbiMU 13 Tpymmbl, coctosimed u3 Ci-Csankmia, Ci-Csanmkokcu, ramorena, -OH, Ci-
Csanxun-OH, =0 u =S. B HekoTopbiXx BapuaHTax ocymecTsienns R®® mpencrasmser coboi
NUPPOJMINHIII, TUPA3OIUANHUT, HMHUOA30JUAUHII, TeTparuapodypanut, 1,3-aHoKcosaHu,
TETPAruapOTHO(QEHMN,  OKCATHOJAHWJ,  CyJb(OJaHWJ,  NUNEPUANHWUI,  MHUIMEPA3SHHUIL,

TETparuaponuvpaHni, AUOKCAHWJI, TUAHWJ, JAUTUAHWI, TPUTUAHHUIIL, MOp(I)O.]'II/IHI/I.]'I 50)058
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tuomopbonuHuN. B HEKOTOpLIX BapWaHTax ocymecTBiaenus R®® mpencrasnser coboit
He3aMelleHHbIl 5-10-uneHHbI TeTepoapul. B HEKOTOPLIX BapMaHTaxX ocymiecTBaeHus R
npenacTaBisier coboit 5-10-uneHHBIH reTepoapuil, 3aMeIleHHbI OJHOW Wiu OoJiee TPYIIaMHy,
BbIOpaHHbIMU U3 rpynmsl, cocrosimen u3 Ci-Ceankuna, Ci-Csanmkoxen, -OH u C1-Csankxmn-OH.
B HEKOTOpBIX BapuaHTax ocymiecTsaeHms R®® mpencrasmser coGoil MUPPOTMI, THPA3OJII,
UMHUIQ30JIWJ, TPHUA30JIMII, TETPA3OIU, (QypaHUJ, H3OKCA30JWI, OKCA30JIMI, OKCAJAMA30JIHIL,
THO(GEHWSI, M30THUA30JIMII, THUA3OJWI, TUAAMA3OJWJ, MUPUAWI, NHPHIAZUHII, MUPUMHIAHUI,

MUpPa3UHUI, TPUASUHWUIT WA TCTPA3UHUIL

G;’ -?j RGa

B HekoTOpBIX BapHaHTaX OCYIIECTBICHHS 5  mpexncrasisieT coOOH , TIie
R Bpibpan u3 rpymmbl, coctosmeii u3 Ci-Coankuna, Ci-Cosankoxcu, ranorena, -OH, -NRPRY,
Cs-C12 apuna, 3-10-unenHoro rerepouukinna, 5-10-unennoro rerepoapuna, -Ci-Ceankun-5-6-
uneHHoOro rerepounukniia, -OC(0)-5-6-unennoro rereponukmia, -C(O)RE -S(0),NRV'R™, -
S(O)RY umu -NR*'S(0),R”. B HekoTOpBIX BapuaHTax ocymiecTsneHus R npencrasnser coboii
nesamemennbiii  Ci1-Ceankun. Hampumep, B HEKOTOPbIX BapuaHTax ocyllecTBieHuss R
NpeACTaBsieT COOOH METHJ, 3TWJ, MPONWI, H30MPONM, OyTwi, u300yTWI, BTOPOYTHI H
TperOyTua. B HekoTOphIX BapuaHTax ocyiiecTsieHus R mpencrasnser coboit Ci-Ceankui,
3aMELIeHHBI ONHOW Wi OoJiee Tpynmamu, BbIOpaHHBIMH M3 Tpymmbl, cocrosmeir u3 Cs-Cs
LUKJIOANKUIA M TajoreHa. B HeKOTOpBIX BapuaHTax ocyiiecTsienus R mpencrasnser coboit
Ci-Coankxoxcu. Hampumep, B HEKOTOPBIX BapHaHTax ocylnecTsieHus R® mpencrasiser coboit
METOKCH, STOKCH, MPOTIOKCH, U30MPOIMOKCH, OyTOKCH, N300YTOKCH, BTOPOYTOKCH U TPETOYTOKCH.
B HEKOTOPHLIX BapuaHTax ocyiecTsienus R npencrasnser coboii Ci-CoalkOKCH, 3aMeIeHHbIi
ONHOW Win OoJiee Tpymnmnamu, BbIOpaHHbIMU U3 rpymmbl, cocrosimed n3 C3-Cg nukioankuna u
rajoreHa. B HEKOTOpPBIX BapMaHTax ocyliecTBieHuss R mpencrapiser coGoil rajores.
Harnpumep, B HEKOTOPBIX BapuMaHTax ocyiiectsiaenus R npencrapnser coboil ¢prop, xaop unu
opom. B gpyrux BapuanTax ocymiectBiaeHus R mpencrasaser coboit Ci-CeranoreHanxkui.
Hanpumep, B HEKOTOPbIX BapHaHTax ocyliecTsieHuss R® npencrapnser coboii (ropsTur,
TpudropMeTHy, ITUPTOPMETHI, TPUPTOPITHI U TPUXJIOPMETHN. B HEKOTOPBIX BapuUaHTax
ocymectsienust R npencrasnser coboii -C(O)RE, rne R! npencrasnser coboit H, Ci-Ceankmumn,
Ci-Cosanxoxcn, Cs-Csumxmoankun wmmn -NR'R®.  Hampumep, B HEKOTOpBIX BapHaHTaX
ocymectsnenus R mpencrasnser coboit -C(O)H, -C(O)CH3, -C(O)OC(CH;3); uma —C(O)-
LUKJIONPONMI. B HeKOoTOpblX BapMaHTax ocyllecTBienus R®  mpencrasnser  coGoit

HE3aMEIeHHbIH 5-6-uleHHbI reTepolMKI. B HEKOTOpbIX BapHaHTax ocCyllecTBiaeHus R
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NPEACTaBIsieT COOON S5-6-4yeHHBIH TeTePOLMKI, 3aMeIleHHBbIH OAHOW Wiu OoJiee TpyImamH,
BbIOpaHHbiMU 13 Tpymmbl, coctosimed u3 Ci-Csankmia, Ci-Csanmkokcu, ramorena, -OH, Ci-
Coankun-OH, =O u =S. B HeKOTOpHIX BapuaHTax ocyuiecTeiaeHus R mpexcrasnser coboii
NUPPOJMINHIII, TUPA3OJIUANHIT, MMHIOA30JUANHII, TeTparuapodypanHmwi, 1,3-IHOKCOIaHUI,
TETPAruapOTHO(QEHMN,  OKCATHOJAHWJ,  CyJb(OJaHWJ,  NUNEPUANHWUI,  MHUIMEPA3SHHUIL,
TETPAruIpONMUPAHII, JAWOKCAHWJ, THAHWJ, IUTHAHWI, TPUTHAHWI, MOPQOIUHII WIH
TuoMopdoauHuI. B HEKOTOpbIX BapMaHTax ocylecTBieHus R®' mpencrasnser coGoit
He3aMelleH bl 5-10-4eHHbIli retepoapun. B HEKOTOpLIX BapuaHTax ocCyllecTBieHus R
npenacTaBisier coboit 5-10-uneHHBIH reTepoapuil, 3aMeIleHHbI OJHOW Wiu OoJiee TPYIIaMHy,
BbIOpaHHbIMU U3 rpynmsl, cocrosimen u3 Ci-Ceankuna, Ci-Csanmkoxen, -OH u C1-Csankxmn-OH.
B HEKOTOpPBIX BapHaHTax ocyllecTBaeHHs R® mpexacTtapiser coGoli MMPPOMN, MHPa3OJIMT,
UMHUIQ30JIWJ, TPHUA30JIMII, TETPA3OIU, (QypaHUJ, H3OKCA30JWI, OKCA30JIMI, OKCAJAMA30JIHIL,
THO(GEHWSI, M30THUA30JMII, THA3OJWI, THAAWA3OJMJI, MUPUOMI, MUPHIA3UHII, MHPUMUAHHUI,

MUpPa3UHUI, TPUASUHWUIT WA TCTPA3UHUIL

/G7
Gj3--.
[+
G4:C;'/G6
B  HexkoTOpbIX  BapuaHTax  OCYILECTBIEHUS 5 npeacTaBsieT  coOoM
RGb RGd 6b 6d o o
, tme R*® u R*® xaxnpiii He3aBUCUMO BBIOpaHBI U3 IpymIiel, cocTosmen usz Ci-

Csankuma, Ci-Csankokcu, ranorena, -OH, -NRPRY Cs-Ci» apuma, 3-10-unenHoro
rerepounkinia, 5-10-unenHoro rerepoapuna, -Ci-CealKui-5-0-4I€HHOTO TreTepoLUKINIE, -

OC(0)-5-6-unennoro rerepormkmuna, -C(O)RY, -S(0)NR™R™2, -S(0),RY umu -NR*S(0),R%.

T R6a

2

B HEKOTOpBIX BapHaHTaX OCYLIECTBICHHUS NpeCTaBIsieT coO0M R® | rme R® u
R kaxplii He3aBUCMMO BbIOpaHbl M3 rpynmbl, coctosimed u3 Ci-Ceankuna, Ci-CsalkokcH,
raoreda, -OH, -NRPRY Cs-Ci2 apuna, 3-10-unenHoro rerepoumkiuia, 5S-10-ujeHHOTO
rerepoapuia, -C1-Csankun-5-6-41eHHOTO reTEePOLMKIINIIA, -OC(0)-5-6-unenHoro

rereponukimia, -C(O)RY  -S(O)NRYR™, -S(O)RY wumn -NRXS(0)R”Z. B HEKOTOpBIX
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BapHaHTAax OCYLIECTBJIECHUs 5  mpencrasisieT coboil

G
G3--
)
G4:C;'/G6
B  HekOTOpBIX BapuaHTax  OCYLIECTBJIEHUS 5 npeacTaBsieT  coOoM
N~
RO X R6d
R6C 6b R6e 6d ¥
, Te onuH wim 6osee u3 R™, R* u R BbiOpanb! u3 rpymnmel, cocrosimeii u3 Ci-

Csankuna, Ci-Ceranorenankunia, ramorena, Ce-Ci2 apuna, 3-10-ujeHHOro reTepouuKInia u S-

G4:C;'/G6
10-unennoro rerepoapuna. B HEKOTOpPBIX BapHaHTaX OCYILIECTBIIECHUs 5  [pencrasisier
RGa
/
N
NS R6d
. 6 .
coboii R , T1e omuH i 6onee w3 R% R i R% BriGpansI U3 TPYMIIBL, cOCTOAMIEH

u3 Ci1-Ceankuna, Ci-Csranorenankuia, rajgoreta, Ce-Ci2 apuia, 3-10-41eHHOTO reTepoukinia

51 5-10-unennoro rerepoapuia. B HEKOTOPBIX BapHUaHTax OCYLLECTBJICHUS
G
27 6a
%) e
o
G4 ~- .G
a8 6b X 6d
G i R™ N R™ e omun wu 6onee uz R% R 1 R BBIOPAHBI

5  mpexncrasnsieT coOOH
u3 rpynmbl, coctosimen u3z Ci-Csankuna, Ci-Ceranorenankmna, rajorena, Ce-Ci2 apuna, 3-10-

YIeHHOro rerepouuknauna U S5-10-uneHHoro rerepoapuna. B HEKOTOpPBIX BapuaHTax

T

G
7.

G3,, -\ N=~ |

[ J\

Cags . RO R®d 6b - pod
OCYLIECTBJICHUSA 5 mpexacrasysieT cOOOM N , tae onuH win 0o6a u3 R* u R

BbIOpanbl u3 rpymmel, cocrosimed u3 Ci-Ceankuna, Ci-Ceranorenankmuna, rajorena, Ce-Ciz
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apuina, 3-10-unennoro rerepouukaniaa u 5-10-dneHHOro rerepoapuna. B HEKOTOPBIX BApHAHTAX

T R6a =

AG7 |
G3”:j N N
[ NS
G4~ Gs r
OCYLIECTBNEHUs ~ O5  mpeacTaBisier coGoil R* | rpme omun umm oba uz R% u R®

BbIOpanbl u3 rpymmel, cocrosimed u3 Ci-Ceankuna, Ci-Ceranorenankmuna, rajorena, Ce-Ciz

apuina, 3-10-unennoro rerepouukaniaa u 5-10-dneHHOro rerepoapuna. B HEKOTOPBIX BApHAHTAX

Gr
??/"\W N/ = % N/ |
G4-.G |
4. -6 ™ | N | \N k\N "

OCYILECTBIIEHUS 5  BbIOpaH W3 TPYMIBL, COCTOSIIIEH U3

N

T Ggf?w
e ~

. B HEeKOTOpBIX BapHaHTaX OCYIIECTBIICHUS npencrasisier coboii  R® | roe R
BbIOpaH w3 rpynmbl, cocrosimed u3 Bogopona, Ci-Csanmkuna, Ci-Csankokcu, ranorena, -OH, -
NRPRY, Cs-Ci2 apuna, 3-10-unennoro rerepouukiwia, S5-10-unenHoro rerepoapuna, -Ci-
Ceankun-5-6-unensoro rerepormknmna, -OC(0)-5-6-unennoro rerepoumknunma, -C(O)R! -
S(0)NR¥R™, -S(O)RY u -NR*'S(0);R?. B onpeneneHHbIX BapUAHTax OCyIecTBIeHHs R

npencrasisier coboit —C(O)OC(CH3)s.

IS O
B omnpeneneHHbIX BapHaHTax OCYLIECTBJICHUS 5 npeacTasisier coboi

2
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(o)
| _N
OJ Nx Boc N wm  © . B HexoTOpBIX BapuaHTax

2 2 2

Gy
Gs j
RS o 0
I
OCYLIECTBNEHUS 5  MpeNcTABIseT CoBoil win - .

B mo6oM U3 BbIIEyKa3aHHLIX BAPHAHTOB OCYIIECTBJIEHHS OuH i O6onee u3 R% R,
R% u R® pribpansr u3 rpymmel, cocrosumeii u3 Ci-Ceankuma, Ci-CeranoreHankuna, raaoresa,
Cs-C12 apuna, 3-10-unenHoro rerepouukinia U 5-10-uneHHoro rerepoapuna. B HekoTOpbIX
BapMAHTAX OCYLIECTBIeHHs onuH uiu Gomee u3 R%, R®® R u R® npencrasnser coboit Cs-Cia
apI, HE3aMEIEHHBIN MK 3aMEIIEeHHBIN OHOMN uin OoJiee IPyIaMu, BHIOPAHHBIMH U3 TPYIIIIBL,
cocrosieit u3 Ci-Csankuna, Ci-Csankokeu, -OH u Ci-Csankuin-OH. Hanpumep, B HEKOTOPBIX
BapHAHTax ocymecTsieHus oxuH u3 R% R R u R® npencrapnser coboii pernn mnn HaQTHIL
B HEKOTOpBIX BAPHAHTAX OCYIIECTBIEHHUs ofuH win 6oee u3 R% R R u R®mpencrasnser
coboit 3-10-ujieHHBbIN TEeTePOLMKIUI, HE3aMEIIeHHbIN WM 3aMelIeHHBbI OXHOW wiu Oolee
rpynmnamu, BeIOpaHHBIMH U3 rpymmsbl, cocrosimeii u3 Ci-Csankmna, Ci-CsalIkOKCH, rajoreHa, -
OH, C:i-Csanxkun-OH, =0 u =S. Hanpumep, B HEKOTOPbIX BapHaHTaX OCYILECTBJEHHUS OJUH U3
R R R® u R npencraBnser coboil MAPPONMIMHUN, MHUPA3ONMANHII, MMHA30IAIUHIAL,
terparuapodypani, 1,3-THOKCOIaHWI, TETParuapOTHO(EHUN, OKCATHOJIAHWI, CYIb(ONaHIII,
MUIIEPUIHMHII, TTHIEPA3UHILL, TETPArUAPONUPAHILI, TUOKCAHII, THAHWII, TUTHAHUII, TPUTHAHILIL,
MOPQONUHII,  THOMOP(OJUHHII,  TETPATHAPOXUHOJNMHHUI,  TETPAruIpOHU30XHHOJUHII,
IeKarupOXHHOIUHILI, IeKarupOU30XUHOIUHUII, WHOJMHUI, W30UHIOJTUHHIII,
TeTParuApOHAPTUPUANHII MM TeKCaruApOOeH30MMHUIA30MMII, KaKAbIH HE3aBUCHMO SIBJISIETCSI
He3aMEeIIeHHbIM I 3aMEIIEHHbIM OTHON Wik 0oJiee TPyIaMu, BHIOPAHHBIMH W3 TPYIIIL,
cocrosmen u3 Ci-Ceankuiaa, C1-Ceankokcu, rajorena, -OH, Ci-Csanxkun-OH, =0 u =S.

B HEKOTOpHIX BapuaHTax ocymecTBiaenus omuH u3 R% R® R® u R® ppidpan wu3
rpynnel, cocrosimer u3 Ci-Ceankuina, Ci-Ceranorenankuna, ramorera, Ce-Ci2 apuna, 3-10-
YJIEHHOro rerepouukaniga M 5-10-uneHHOro rerepoapuna. B omnpeneneHHBIX BapHaHTax
ocymrecTsienus omuH u3 R R R® y R® ppiGpan u3 rpynmel, cocTosmeii 3 MeTuna, STHIA,
F, Cl, —CF;, nuppoauauHuia, NUOepUIuHUIa, MOP(OIUHIIA, MHUIIEpasHHIIA, MUPA30JIIIa U
Tpuasonuna. B ompeneneHHbIX BAPHAHTaX OCyllecTBieHns onuH u3 R® R®® R u R% priopan

U3 TPYIIBI, COCTOSIIIEH W3 MHUPPOJUAMHWIA, MUNEPUAMHUIA, MOP(OIUHHMIA, THUICPA3HHIIIA,
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NUpa3oania U TPHA30JIWIA, MPUYEM KaKIbl HeoOs3aTeqbHO 3aMelleH OOHOW wik OoJee
rpynmnamu, BeIOpaHHBIMH U3 rpymmsbl, cocrosimeii u3 Ci-Csankmna, Ci-CsalIkOKCH, rajoreHa, -
OH, Ci-Csankun-OH, =0 u =S. B HeKOoTOpbIX BapUaHTaX OCYIIECTBIEHHs ABa MMM Tpu u3 R,
R R 1 R% BriGpans u3 rpynmsl, cocrosmeii u3 metuna, 3tuna, F, Cl, —CF3, mupponuannuma,
NUMEePUANHIIA, MOPQOJMHMIA, MHIEPA3UHUIA, MUPA30IIa M TpHA3oJwia. B HEKOTOpbIX

BapuaHTax ocymiecTsieHus omuH u3 R R® R u R® pribpan us rpymmel, coctosmei u3

.

N}« N}““ (\N/
meruna, dtuna, metokcu, F, Cl, —CFs, Q , Q U O\) . B HexoTOpbIX BapuaHTax
0]
PPN

ocymecTsiaenus onuH u3 R%, R R u R® prpi6pan u3 rpymmel, cocrosumeii u3 H
7
N
Pt F{% L { ?“N}% (" IR, A
TN L A N/) QN/) NN O N

u

B npyrux Bapuantax ocymectsierus R% R R® u R kaxmpiii mpencTapasior coboit

H.
B HekoTopbIX BapuaHTax ocyuiecTsienuss G npencrasiser coboit CH(X:-R%), C(Xi-
O
] ] 5 -7{(0\/)\5;‘ -7{@\/ )\s_e’
R®) mmu N(Xi-R™), Xi oTcyrcTByeT, mpencrapiser coboi LI 8)1 m o a

R mpencrasaser coboii Bomopon, Ci-Ceankun, Ci-Csankokcu, ramoren, -OH, -NRPRY, apun,
rereporukaun, rerepoapui, -Ci-Cesankun-rerepormkmun, -OC(O)-rerepormkmmn, -C(O)RE -
S(0)NR¥R™, -S(O),RY unu -NR?'S(0),R%, rne Ci1-Ceankun u C1-Coankoxcu u3 R®? kaxnpiit
HE3aBHCHUMO SIBJISIFOTCSl HE3aMEIIEHHbIMU WM 3aMELICHHbIMH OJHOH Hiu OoJiee Tpymmamu,
BBLIOPAHHBIMH M3 IPYIIbl, COCTOSILIEH U3 NUKIOATIKUIA U TaJoreHa; apun u rerepoapun uz R
KOKIbIH HE3aBUCUMO SIBJIIIOTCS He3aMEI[EHHbIMU WM 3aMELIeHHbIMH OJHON wiu OoJee
rpynmnamu, BbIOpaHHbIMU U3 rpymmsbl, cocrosimeil u3 Ci-Csankmna, Ci-Ceankokcu, -OH u Ci-
Coankun-OH; a rerepouuknui, -Ci-Ceankun-rerepouukaun u -OC(O)-rerepouuxnun u3 R

KaX(I[beI HE3aBUCUMO ABJIAOTCA HE3aMCIICHHBIMKU MM 3aMEIICHHBIMHA OI[HOI\/'I unu Oosee
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rpynmnamu, BbiOpaHHbIMUA U3 rpynmbl, coctosimed u3 Ci-Ceankuna, Ci-Csankokcu, -OH, Ci-
Ceankun-OH, =0 u =S; R" Beibpan us rpymmel, cocrosmeii us H, C1-Ceanxuna, Ci-Ceankoxcu,
Cs-Csuuknoankmna u -NR'R®%; RP mpencrasnsier coboit H nimmn Ci-Ceanknn, RY npencrasnser
coboii Cr-Csanxun, -C(O)R!, -C(O)ORY, -C(O)NRY; R, R®, R¥! u R?! kaxnplii HE3aBUCHMO
sbIOpansl 13 H u Ci-Ceankuna; a R, RY, RY, R"2, RY u R? ka/plii He3aBUCUMO BbIOpaHb! 13 H,
Ci-Csankmna, HE3aMELIEHHOTO Wik 3amelieHHOTo Cs;-CsUMKIoankuia U HE3aMEIeHHOTO HIIH
3aMEIeHHOTO TeTEPOIUKITIIIA.

B HekoTOphIX BapuaHTax ocywiecTsienusi Gs mpencrasnser coboit CH(Xi-R%) umu
C(Xi1-R%), rme X orcyrersyer; R® mpencrasaser coboii Bomopon, Ci-Ceankun, Ci-Ceankokcy,
ranorer, -OH, -NRPRY, apun, rerepouukmu, rerepoapit uwm -C(O)RE, rne Ci-Coankun u Ci-
CsaKOKCH  SIBIIIIOTCSL  He3aMelleHHbIMU Wi 3aMerieHHbIMU  C3-Cg  IIUKJIOANKUIOM  WJIH
ranorenom;, RP npencrasnsier codoit H unmn Ci-Ceankmn, R npencrasnsier coboti Co-Csanmkui, a
R" Bri6pan u3 rpymmsl, cocrosmeii 3 H, C1-Ceankuma, Ci-Ceanxoxen u Cs-Cs nuKIoankma. B
HEKOTOPBIX BapHaHTax ocymecTsaenus Gs npexacrasiser codoit CH(X1-R%) umu C(X;-R®), rae

%;(O\/)m\e" . %;Q\/O)\e"

X1 mpeacrasisier coboit m” - m paBHo 1-6; R% npencrasnser coboii
Bogopon, Ci-Ceankun, Ci-Csankokcu, ranoreH, -OH, -NRPRY, apuy, rerepolukiIv, rerepoaput
un -C(O)RE rne Ci-Coankun u Ci-CoalIKOKCH SBIAIOTCS HE3aMEIIEHHBIMU MITH 3aMeIeHHbIMH
C;3-Cg mmkmoankmwiom wiu rajgoreHoMm; RP mpencrasmsier cobori H wmm Ci-Ceankxwmm, R
npencrasisier coboii Co-Csamkum;, a R BeiGpan u3 rpynmsl, cocrosimeit u3 H, C1-Coanxuna, C-
Csanxoxcu u C3;-Cs nuknoankuia. B HekoTopbIx BapuaHTax ocyuiecTBieHus (s mpeacraBiser
coboii N umu N(X1-R%), roe X; orcyrersyer; R® npencrasnsier co6oii Bomopon, Ci-Ceankmui,
C1-Ceankokcu, ranoren, -OH, -NRPRY, apun, rerepoumkmmmn, rerepoapun wm -C(O)RE, rne Ci-
Csanxun u C1-CoaTKOKCH SIBJISIFOTCSA HE3AMEILIEHHBIMU WJIH 3aMeleHHbIMU C3-Cg IIUKIIOANKUIOM
win ranoresoMm; RP mpencraBmser codoit H mmm Ci-Csankmn, RY mpencrasnser coboit Co-

Csamkum, a RY BeiOpan u3 rpymmer, cocrosmmeii us H, Ci-Ceamkxuma, Ci-Ceanxokcu n Cs-Cs

nuKoankuia. B HEKOTOpbIX BapuaHTax ocymecTsieHus Gs npencrasisier codoit N mmm N(Xi-
,(O\/)\f /@\/O)\f
.777‘ m uIm .777‘ m

npencrasisier coboii Bogopon, Ci-Ceankmn, Ci-Ceankokcu, ranoren, -OH, -NRPRY apwu,

R%) rme X; mpexcrasmsieT coboil . m pasHo 1-6; R%
rereporukmun, rerepoapun umn -C(O)RY rme Ci-Ceankun u  C1-CeaJKOKCH  SIBIISOTCS
He3aMelleHHbIME WK 3aMereHHbIMU C3-Cg LUKIoaikuioM wiu ranoreHom; RP mpeacrasinser
coboit H umu Ci-Ceanxum; RY mpencrasnser coboii Co-Csankun, a RY BeiGpan u3 rpymmsr,

cocrosineit m3 H, Ci-Csankuna, Ci-Csankokcu u C3-Cg nuknoankuia. B HEKOTOpBIX U3 JIFOOBIX

TNpe/UIeCTBYIOIINX BAapHAHTOB OCyllecTBIeHuss R® mpencrasnser coGoif MeTun, 3TuUN, H-
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NIPOTMIJI, H30MPONHI, H-OyThiI, M300yTHI, BTOPOYTHI MM TPeTOyTHI. B HEKOTOPBIX U3 JIHOOBIX
MpeNIecTBYIONMX BapUAaHTOB ocymiecTaeHuss R®  mpencrasnser coGoit Ci1-Ce  amkun,
3amemieHHbli  C3-Cg  IHMKJIOANKWIOM WM TajoreHoM. B HekoTopelx M3 JEOOBIX
MpeIecTBYIONUX BapMAHTOB ocylnecTsaeHuss R mpencrapiser coboii METOKCH, STOKCH, H-
NPOTIOKCH, H3OMPOMNOKCH, H-OyTOKCH, W300yTOKCH, BTOPOYTOKCH WM TperOyTokcn. B
HEKOTOPBIX U3 MHOOBIX MPEAIIECTBYIOMUX BapHMAHTOB ocylnecTeaeHus R npencrapnser coboit
C1-Csankoxcn, 3amemeHHbli C3-Cg MUKJIOATKUIOM MM TajJOreHOM. B HEKOTOPBIX U3 JIHOOBIX
TMpeIecTBYIONUX BAPUAHTOB ocyliecTsaenus R® npencrasnser coboii hrop, 6pom umm iiox. B
HEKOTOPBIX M3 HOObIX MPEIIECTBYIOMUX BAPHMAHTOB ocyecTBneHus R% npencrapser co6oii -
N(CH2CHj3),, -N(CH2CH2CH3), wumn -N(CH>CH3)(CH,CH>CHs). B HekoTOpbhIX U3 JTHOOBIX
TMpeIecTBYIOMUX BAPMAHTOB ocyllecTBieHus R® npencrasnser coboii Gpenun unu Hadptun. B
HEKOTOPBIX U3 MHOOBIX MPEAIIECTBYIOMUX BapHMAHTOB ocyllecTiaeHus R npencrapnser coboit
5-14-uneHHBIH reTepOLMKIMI. B HEKOTOpbIX BapMaHTax ocyllecTsieHus R® mpencrasnser
co0OMl 5-0-usieHHBIN TeTepOoIHKINI. B HEKOTOPhIX M3 JMIOOBIX MPENIIECTBYIOIUX BAPHUAHTOB
ocymectsienust R® npencrapnser coboii MUPPONUANHII, NMPA3ONHUAUHUN, UMUAA30IUIUHMI,
terparunpodypanui, 1,3-THOKCONAHWI, TETPAruapOTHO(GEHI, OKCATHOJAHUM, CYJb(OIaHWUI,
NUNEPUANHIIL, TUIEPA3HHII, TETPAruAPOTNIUPAHIII, TUOKCAHUI, THAHWI, AUTUAHWI, TPUTHAHUIL,
MopdomuHII Wik THOMOP(GoIMHIWIL B HEKOTOpBIX M3 JEOOBIX MPENIIECTBYIOLIUX BapHAHTOB
ocymectsienust R® npencrapnser coboil 5-14-uneHHblii rerepoapu. B HEKOTOPBIX BapUaHTax
ocymectsienust R® npencrapnser coboii 5-6-uneHHbl rerepoapun. B HEKOTOPBIX M3 MHOOBIX
MpeIecTBYIOUUX BAPUAHTOB oCyllecTBaeHus R® npencrasnser co6oil MUppONM, MUPa3oIu,
UMHJA30IMI, TPHA30JIMI, TEeTPasoiawi, (pypaHui, H30KCA30/IMI, OKCA30JMI, OKCAAHa30JIHII,
THO(GEHWSI, M30THUA30JMII, THA3OJWI, THAAWA3OJMJI, MUPUOMI, MUPHIA3UHII, MHPUMUAHHUI,
NUPA3UHWI, TPUA3UHWI WIM TETPasUHWI. B HEKOTOpPBIX M3 JIOOBIX MPENIIeCTBYOMNX
BapMaHTOB ocyllecTBieHuss R®' mpencraBnser coGoll apuii, reTEpOLMKINI WU TeTepoaphi,
Kaxaplii u3 Kotopbix 3amerieH Ci-CsankmioM. B HEKOTOpBIX M3 JIOOBIX MPEnIIeCTBYIOLIUX
BapHaHTOB ocymiecTaeHus R mpexncrasmser coboit -C(O)H, -C(O)Ci-Ceankxun, -C(O)Ci-
Ceankokcn wmmn  -C(O)Cs-Csumknoankmi. B HEKOTOPBIX H3  JHOOBIX MPENIIECTBYIOLIUX
BapHAHTOB ocylnecTBieHuss R mpencrasmsier coboit -OH, -NRPRY, apun, TeTepOLMKIHI,
rerepoapusi, He3ameleHHbli Ci-Ceankoken wunu  Ci-Ceankokcu, 3amemneHHblii  Cs;-Cs
LUKJIOAJKIJIOM HJIM TaJOTeHOM. B HEKOTOpBIX U3 JIOOBIX MPENIIECTBYIOLUINX BApHUAHTOB
ocymecTsnenus R® mpencrasnser coboit somopon, -CHs, -OH, -OCH;, -C(O)OC(CHs)s,

N(CH:CH3);, ¢ennn, MopQoiawHWI, NHUNEPUIUHII, NUNEPA3UHWI, 4-3TUIINUTNIEPA3SHHUL,

MUPPOTMIUHIII, MUPA30IHI, HUKIOMPONMIMETOKCH MM LUKJIOMponaHkapOoHmt. B HEKOTOpbIX
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BapHaHTax ocymectsieHus: G3 mpeacrasisier coboii S. B npyrux BapuanTtax ocyuectienus Gs
npezncrasisier codoit O.

B HeKoTOpBIX BapHaHTax ocymecTsnenns Gi mpencrasiser coboit CH(X»-R®), C(Xo-
-7{(0\/)”1\);‘ . E/Q\/O)m\);‘

a R® mpencrasnsier coboii Bogopon, Ci-Ceanxmn, Ci-Ceankoxcn, ranoren, -OH, -NRPRY, apun,

R%) umu N(X5-R®), rme X, orcyTcTByer, mpeacTasiseT coboit

rereporukaun, rerepoapui, -Ci-Cesankun-rerepormkmun, -OC(O)-rerepormkmmn, -C(O)RE -
S(0):NR"'R™, -S(0),RY umu -NR#S(0),R%, rne Ci1-Coanxun u Ci-Coamxoxen u3 R kaxmprii
HE3aBUCHMO SIBJISTFOTCSI HE3aMEUICHHBIMH WJIM 3aMEINeHHBIMH OJHOW wmiu OoJyiee rpyrmam,
BLIOPAHHBLIME 3 TPYIIIBL, COCTOSIIEH W3 MMKIOATKUIA U TajoreHa;, apui u rerepoapun usz R
KQXIbIi HE3aBUCHUMO SIBJSIFOTCS HE3aMEIICHHBIMH WJIM 3aMELIEHHbIMU OXHOH uin OoJjee
rpynmnamu, BbIOpaHHbIMU U3 rpymmsbl, cocrosimeil u3 Ci-Csankmna, Ci-Ceankokcu, -OH u Ci-
Csanxun-OH; a rerepormkmmy, -Ci-Csankun-rerepornukmun u -OC(O)-rereporukmun u3 R
KQXIbI HE3aBUCHUMO SIBJSIFOTCS HE3aMEIICHHbIMHU WJIM 3aMELIeHHbIMH OIHOH uin OoJjee
rpynmnamu, BbiOpaHHbIMUA U3 rpynmbl, coctosimed u3 Ci-Ceankuna, Ci-Csankokcu, -OH, Ci-
Ceankun-OH, =0 u =S; R" Beibpan us rpymmel, cocrosmeii us H, C1-Ceanxuna, Ci-Ceankoxcu,
Cs-Csuuknoankmna u -NR'R®%; RP mpencrasnsier coboit H nimmn Ci-Ceanknn, RY npencrasnser
coboii Cr-Csanxun, -C(O)R!, -C(O)ORY, -C(O)NRY; R, R®, R¥! u R?! kaxnplii HE3aBUCHMO
sbIOpansl 13 H u Ci-Ceankuna; a R, RY, RY, R"2, RY u R? ka/plii He3aBUCUMO BbIOpaHb! 13 H,
Ci-Ceanxuna, HezaMmeleHHOro wiu 3aMelieHHoro Cs;-CgLiMKiIoanKuia U He3aMeLEHHOro WIIH
3aMELIEHHOTO reTePOLIUKIIIIIA.

B HeKOTOpBIX BapuaHTax ocymecTsiaenuss Gs mpenctasmser coboit CH(X>-R®®) umm
C(X2-R®), rne X» orcyrersyer; R® mpencrasnser coboit Bomopon, Ci-Ceanku, Ci-CeanKkokcn,
ranorer, -OH, -NRPRY, apun, rerepouukmu, rerepoapit uwm -C(O)RE, rne Ci-Coankun u Ci-
CeaKOKCH  SABIIAIOTCSL HE3aMELIeHHBIMH MM 3aMelleHHbIMA  C3-Cg  IUKJIOANKUIIOM  WJIH
ranorenom;, RP npencrasnsier codoit H unmn Ci-Ceankmn, R npencrasnsier coboti Co-Csanmkui, a
R" Bri6pan u3 rpymmsl, cocrosmeii 3 H, C1-Ceankuma, Ci-Ceanxoxen u Cs-Cs nuKIoankma. B
HEKOTOPHIX BAPHAHTAX ocymecTsienus Gs npexcrasiuser coboit CH(X,-R®) umu C(X2-R%), re

W

X, mpencrasJsier co0oi m” - m pasHO 1-6; R®® mpencrasnser coboi
Bogopon, Ci-Ceankun, Ci-Csankokcu, ranoreH, -OH, -NRPRY, apuy, rerepolukiIv, rerepoaput
un -C(O)RE rne Ci-Coankun u Ci-CoalIKOKCH SBIAIOTCS HE3aMEIIEHHBIMU MITH 3aMeIeHHbIMH
C;3-Cg mmkmoankmwiom wiu rajgoreHoMm; RP mpencrasmsier cobori H wmm Ci-Ceankxwmm, R
npencrasisier coboii Co-Csamkum;, a R BeiGpan u3 rpynmsl, cocrosimeit u3 H, C1-Coanxuna, C-

Csanxoxcu u C3;-Cs nuknoankuiaa. B HekoTopbIx BapuaHTax ocyuiecTBieHust Gy mpeacTaBiser
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coboit N umu N(X»-R®), rme X, orcyrerByer; R mpencrasnser coboii Bomopon, Ci-Ceankmn,
C1-Ceankokcu, ranoren, -OH, -NRPRY, apun, rerepoumkmmmn, rerepoapun wm -C(O)RE, rne Ci-
Cosanxun u C1-CealIkOKCH SIBJITFOTCS He3aMeleHHbBIMH UJTH 3aMeleHHBIMH C3-Cs [UKIOATKHIOM
win ranoresoMm; RP mpencraBmser codoit H mmm Ci-Csankmn, RY mpencrasnser coboit Co-
Csamkum, a RY BeiOpan u3 rpymmer, cocrosmmeii us H, Ci-Ceamkxuma, Ci-Ceanxokcu n Cs-Cs

nuKoankuia. B HeKOTOpbIx BapuaHTax ocymecTsieHus: Gy npencrasisier codoit N mmm N(Xo-
,(O\/)\f /@\/O)\f
.777‘ m uIm .777‘ m

npencrasisier coboii Bogopon, Ci-Ceankmn, Ci-Ceankokcu, ranoren, -OH, -NRPRY apwu,

R®) rme X, npencraBnser coboii ; m pasHOo 1-6; R®
rereponnkmmy, rerepoapun umu -C(O)RY, rme Ci-Ceanxun u  Ci-CealkoKCH SBJISAIOTCH
He3aMeIeHHbIMU 1K 3aMeleHHbIMU C3-Cg muKIoankumioM min rajoresoMm; RP npencrasmser
coboit H umu Ci-Ceanxum; RY mpencrasnser coboii Co-Csankun, a RY BeiGpan u3 rpymmsr,
cocrosimeit u3 H, Ci-Csanmkuna, Ci-Ceankokcu wnmm Cs-Cg nukioankmia. B HEKOTOphIX U3
MHOOBIX TIPEAIIECTBYIONMX BAPHAHTOB OcyliecTBIeHus R mpencTasmser coboii METHI, STHI, H-
MPOTIJI, H30MPONII, H-OyTUiI, M300yTHi, BTOPOYTHI MM TpeTOyTHi. B HEKOTOPBIX M3 JFOOBIX
TPENIIeCTBYIONMX BAapHAHTOB ocymecTsnenus R®® mpencrasmser co6oit  Ci-Ceankmm,
3amemieHHbli  C3-Cg  IHMKJIOANKWIOM WM TajoreHoM. B HekoTopelx M3 JEOOBIX
TIPEAIIeCTBYIONMNX BAPUAHTOB OCyliecTBIeHHs R® mpencrapiser coboii METOKCH, 3TOKCH, H-
NPOTIOKCH, H3OMPOMNOKCH, H-OyTOKCH, W300yTOKCH, BTOPOYTOKCH WM TperOyTokcn. B
HEKOTODPBIX M3 MOOLIX MPEAIIeCTBYIOIMX BapHAHTOB ocymmecTsieHns R mpencrasnser coboii
C1-Csankoxcn, 3amemeHHbli C3-Cg MUKJIOATKUIOM MM TajJOreHOM. B HEKOTOPBIX U3 JIHOOBIX
TIpeNIIeCcTBYIONHUX BApUaHTOB ocymecTsieHns R® npencrasnser coboii grop, 6pom umi #iox. B
HEKOTOPBIX M3 JTFOOBIX TIPEAIIECTBYIONINX BAPHAHTOB ocymecTsaenus R® npencrasnser co6oi -
N(CH2CHj3),, -N(CH2CH2CH3), wumn -N(CH>CH3)(CH,CH>CHs). B HekoTOpbhIX U3 JTHOOBIX
TIPeIIeCTBYIONNX BAPUAHTOB ocymecTsneHns R mpencrasnser coboii penun wm vapTmr B
HEKOTODPBIX M3 MOOLIX MPEAIIeCTBYIOIMX BapHAHTOB ocymmecTsieHns R mpencrasnser coboii
5-14-uneHHBI TreTepOLMKIMI. B HEKOTOpPHIX BapuMaHTax ocymecTsieHus R® mpemcrasiser
coOoM 5-0-uneHHBbIN TeTepOolHKINI. B HEKOTOPhIX M3 JFOOBIX MPEAIIECTBYIOLINX BAapHAHTOB
ocymectsienus R®® mpencrasnser co6oil MUPPONMAMHII, MUPA3OIUAMHUN, UMUAA30TAIAHHET,
terparunpodypanui, 1,3-THOKCONAHWI, TETPAruapOTHO(GEHI, OKCATHOJAHUM, CYJb(OIaHWUI,
NUNEPUANHWII, TUNEPA3UHII, TETPArUAPOTIMPAHII, TUOKCAHWIL, THAHWII, AUTUAHIII, TPUTHAHUIL,
MopdomuHII WM THOMOpPdoIMHIWIL B HEKOTOpBIX M3 JMHOOBIX MPEALIECTBYIOIIUX BapHUAHTOB
ocymectsnenusi R® mpencrasnser coboii 5-14-uneHHslii rerepoapun. B HeKOTOPHIX BapHaHTaxX
ocymectsnenusi R®® mpencrasnser coboii 5-6-uneHHBIH TeTepoapun. B HEKOTOPBIX U3 MHOOBIX

TPeIIECTBYIONINX BAPUAHTOB ocyliecTBaeHus R® npencrasiser co6oil MAPPONU, NMUPa3OIH,
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UMHUIQ30JIWJ, TPHUA30JIMII, TETPA3OIU, (QypaHUJ, H3OKCA30JWI, OKCA30JIMI, OKCAJAMA30JIHIL,
THO(EHUT, M30THA30JMI, THA30JMJ, THATUA30JMJ, MUPHUIII, MUPUAA3UHUI, MHPUMHUIUHMIL,
NUPA3UHWI, TPHASHMHWI WM TETPasUHHMI. B HEKOTOphIX U3 JHOOBIX MPEALIECTBYIOLINX
BapMaHTOB ocymecTBaeHuss R®® mpencrasmnser coboii apui, TeTepOLUKIHI HIH TeTepOapH,
Kkl u3 kotopbix 3amerneH Ci-Csankuiom. B HEKOTOphIX U3 JIHOOBIX MPEAIIECTBYIOLIMX
BapHaHTOB ocymecTsienns R mpencrasnser coboii -C(O)H, -C(O)Ci-Csanxun, -C(0)Ci-
Ceankokcn wmmn  -C(O)Cs-Csumknoankmi. B HEKOTOPBIX H3  JHOOBIX MPENIIECTBYIOLIUX
BapHAHTOB ocymiecTsienuss R®® mpencrasmser coboit -OH, -NRPRY apum, reTepoLuKim,
rerepoapusi, He3ameleHHbli Ci-Ceankoken wunu  Ci-Ceankokcu, 3amemneHHblii  Cs;-Cs
LUUKJIOAJKUIIOM WJIHM TajoreHoM. B HEKOTOphIX U3 JIOOBIX MPEALISCTBYIOLUIMX BapUAHTOB
ocymectsienuss R®® mpencrasnser coGoit Bomopoxn, -CHs, -OH, -OCHj;, -C(O)OC(CHs)s,
N(CH:CH3);, ¢ennn, MopQoiawHWI, NHUNEPUIUHII, NUNEPA3UHWI, 4-3TUIINUTNIEPA3SHHUL,
MUPPOJUANHIII, THUPA30IH, LUKJIOMPOIMIMETOKCH I LUKJIOMPONaHKapOoHI. B HEKOTOpbIX
BapHuaHTax ocymectsieHus: Gy npeacrasisier coboli S. B mpyrux BapuanTax ocyuiectBienus Gg
npezncrasisier codoit O.

B HekoTopbIx BapuaHTax ocyuiecTsienuss Gs npencrasisier coboit CH(X3-R%), C(Xs-

‘s;(o\/)\,f‘ z;é\/o)\f

R%) unu N(X3-R%), rae X3 oTcyTcTByer, mpeacTasisieT coboil M pnm m”
R npencrasnsier coboii Bomopon, Ci-Ceankun, Ci-Csankokcu, ramoren, -OH, -NRPRY, apun,
rereporukaun, rerepoapui, -Ci-Cesankun-rerepormkmun, -OC(O)-rerepormkmmn, -C(O)RE -
S(0)NR¥R™, -S(O),RY unu -NR?'S(0),R?, rne Ci1-Csankun u C1-Coankoxcu u3z R kaxnpiit
HE3aBHCHUMO SIBJISIFOTCSl HE3aMEIIEHHbIMU WM 3aMeleHHbIMU OJHOW Wiu OoJiee TpymIamu,
BBLIOPAHHBIMH M3 IPYIIbl, COCTOSIIEH U3 NUKIOATKUIA U TaJoreHa; apun u rerepoapun usz R
KOKIbIH HE3aBUCUMO SIBJIIIOTCS He3aMEI[EHHbIMU WM 3aMELIeHHbIMH OJHON wiu OoJee
rpynmnamu, BbIOpaHHbIMU U3 rpymmsbl, cocrosimeil u3 Ci-Csankmna, Ci-Ceankokcu, -OH u Ci-
Ceankun-OH; a rerepouuknui, -Ci-Ceankun-rerepouukaun u -OC(O)-rerepouuknun us R
KOKIbIH HE3aBUCUMO SIBJIIIOTCS He3aMEI[EHHbIMU WM 3aMELIeHHbIMH OJHON wiu OoJee
rpynmnamu, BbiOpaHHbIMUA U3 rpynmbl, coctosimed u3 Ci-Ceankuna, Ci-Csankokcu, -OH, Ci-
Ceankun-OH, =0 u =S; R" Beibpan us rpymmel, cocrosmeii us H, C1-Ceanxuna, Ci-Ceankoxcu,
Cs-Csuuknoankmna u -NR'R®%; RP mpencrasnsier coboit H nimmn Ci-Ceanknn, RY npencrasnser
coboii Cr-Csanxun, -C(O)R!, -C(O)ORY, -C(O)NRY; R, R®, R¥! u R?! kaxnplii HE3aBUCHMO
sbIOpansl 13 H u Ci-Ceankuna; a R, RY, RY, R"2, RY u R? ka/plii He3aBUCUMO BbIOpaHb! 13 H,
Ci-Ceanxuna, HezaMmeleHHOro wiu 3aMelieHHoro Cs;-CgLiMKiIoanKuia U He3aMeLEHHOro WIIH
3aMELIEHHOTO reTePOLIUKIIIIIA.

B HekoTOphIX BapuaHTax ocymiecTsienusi Gs mpencrasnser coboit CH(Xz-R®) umu
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C(X5-R%), rme X3 orcyrersyer; R® mpencrasaser coboii Bomopon, Ci-Ceankun, Ci-Ceankokcy,
ranorer, -OH, -NRPRY, apun, rerepouukmu, rerepoapit uwm -C(O)RE, rne Ci-Coankun u Ci-
CsaKOKCH  SIBIIIIOTCSL  He3aMelleHHbIMU Wi 3aMerieHHbIMU  C3-Cg  IIUKJIOANKUIOM  WJIH
ranorenom;, RP npencrasnsier codoit H unmn Ci-Ceankmn, R npencrasnsier coboti Co-Csanmkui, a
R" Bri6pan u3 rpymmsl, cocrosmeii 3 H, C1-Ceankuma, Ci-Ceanxoxen u Cs-Cs nuKIoankma. B
HEKOTOPBIX BapHaHTax ocymecTsaenus Gs npexacrasiser codoit CH(X3-R%) umu C(X3-R%), rae

W

X3 mpeacrasisieT coboit m” - m paBHo 1-6; R% npencrasnser coboii
Bogopon, Ci-Ceankun, Ci-Csankokcu, ranoreH, -OH, -NRPRY, apuy, rerepolukiIv, rerepoaput
un -C(O)RE rne Ci-Coankun u Ci-CoalIKOKCH SBIAIOTCS HE3aMEIIEHHBIMU MITH 3aMeIeHHbIMH
C;3-Cg mmkmoankmwiom wiu rajgoreHoMm; RP mpencrasmsier cobori H wmm Ci-Ceankxwmm, R
npencrasisier coboii Co-Csamkum;, a R BeiGpan u3 rpynmsl, cocrosimeit u3 H, C1-Coanxuna, C-
Csankokcu unmu Cs3-Cs nukioankuna. B HEKOTOphIX BapraHTax ocyinecTBieHus: Gs mpeacTaBisier
coboii N umu N(X3-R%), roe X3 orcyrersyer; RS mpencrasnser cob6oii Bogopon, Ci-Ceankui,
C1-Ceankokcu, ranoren, -OH, -NRPRY, apun, rerepoumkmmmn, rerepoapun wm -C(O)RE, rne Ci-
Csankun u C1-CoaIKOKCH SIBJISIFOTCSA HE3aMEILIEHHBIMU WJIH 3aMelneHHbIMU C3-Cg IUKIIOANKUIOM
win ranoresoMm; RP mpencraBmser codoit H mmm Ci-Csankmn, RY mpencrasnser coboit Co-

Csamkum, a RY BeiOpan u3 rpymmer, cocrosmmeii us H, Ci-Ceamkxuma, Ci-Ceanxokcu n Cs-Cs

nuKioankuia. B HeKOTOpbIX BapuaHTax ocymecTsieHus: Gs npencrasisier codoit N mmm N(Xs-
,(O\/)\f /@\/O)\f
.777‘ m uIm .777‘ m

npencrasisier coboii Bogopon, Ci-Ceankmn, Ci-Ceankokcu, ranoren, -OH, -NRPRY apwu,

R%), rme X; mnpexcrasmsieT coboil . m pasHO 1-6; R%
rereponnkmmy, rerepoapun umu -C(O)RY, rme Ci-Ceanxun u  Ci-CealkoKCH SBJISAIOTCH
He3aMeIeHHbIMU 1K 3aMeleHHbIMU C3-Cg muKIoankumioM min rajoresoMm; RP npencrasmser
coboit H umu Ci-Ceanxum; RY mpencrasnser coboii Co-Csankun, a RY BeiGpan u3 rpymmsr,
cocrosimeit u3 H, Ci-Csanmkuna, Ci-Ceankokcu wnmm Cs-Cg nukioankmia. B HEKOTOphIX U3
JFOOBIX MPEIIIECTBYOMUX BAPHAHTOB ocyiecTBaeHus R npencrapaser coboil MeTu1, 3T1II, H-
NIPOTMIJI, H30MPONHI, H-OyThiI, M300yTHI, BTOPOYTHI MM TPeTOyTHI. B HEKOTOPBIX U3 JIHOOBIX
MpeNIIecTBYIONUX BapuaHTOB ocymecTsnenus R mpencrasnser coboii  Ci-Ceankmum,
3amemieHHbll  C3-Cg  [HMKJIOATKWIOM WM TajJOreHoM. B HEeKoTOpeIX W3 JIHOOBIX
TMpeIecTBYIOMUX BapMAHTOB ocylnecTsaeHuss R mpencrasiser coboii MeTOKCH, TOKCH, H-
NPOTIOKCH, H3OMPOMNOKCH, H-OyTOKCH, W300yTOKCH, BTOPOYTOKCH WM TperOyTokcn. B
HEKOTOPBIX U3 MHOOBIX MpPEAIIECTBYIOMUX BAPUAHTOB ocylnecTeaenus R npencrapaser coboit

C1-Csankoxcn, 3amemeHHbli C3-Cg MUKJIOATKUIOM MM TajJOreHOM. B HEKOTOPBIX U3 JIHOOBIX

TMpeIecTBYIONUX BAPUAHTOB ocyliecTsaenus R npencrapnser coboii hrop, 6Gpom umm iioxn. B
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HEKOTOPBIX M3 HOObIX MPEIIECTBYIOMIUX BAPMAHTOB ocylecTBneHus R npencrapser co6oii -
N(CH2CHj3),, -N(CH2CH2CH3), wumn -N(CH>CH3)(CH,CH>CHs). B HekoTOpbhIX U3 JTHOOBIX
TMpeIecTBYIOMUX BAPMAHTOB ocyllecTrieHus R® npencrasnser coboii Gpenun unu HapTun B
HEKOTOPBIX U3 MHOOBIX MpPEAIIECTBYIOMUX BAPUAHTOB ocylnecTeaenus R npencrapaser coboit
5-14-uneHHBIA TeTEepOLMKIMI. B HEKOTOpbIX BapMaHTax ocylnecTsaeHuss R mpencrasnser
co0OMl 5-0-usieHHBIN TeTepOoIHKINI. B HEKOTOPhIX M3 JMIOOBIX MPENIIECTBYIOIUX BAPHUAHTOB
ocymectsienust R® npencrapiser coboii MUPPONUAMHI, MMPA3OJIUAUHUI, UMHAA30MAMHIL,
teTparuapodypanui, 1,3-THOKCONAHWI, TETPAruaPOTHOMEHII, OKCATHOJNAHWI, CYJIb(pOIaHMII,
NUNEPUANHIIL, TUIEPA3HHII, TETPAruAPOTNIUPAHIII, TUOKCAHUI, THAHWI, AUTUAHWI, TPUTHAHUIL,
MopdomuHII WM THOMOpPdoIMHIWIL B HEKOTOpBIX M3 JMHOOBIX MPEALIECTBYIOIIUX BapHUAHTOB
ocymectsenust R® npencrasisier coboii 5-14-uneHHblil reTrepoapui. B HEKOTOPBIX BapHaHTax
ocymectsienust R® npencrapnser coboii 5-6-uneHHbl rerepoapun. B HEKOTOPBIX M3 MHOOBIX
MpeIecTBYIOUUX BAPUAHTOB ocylecTBaeHus R mpencrapnser coboil mUpponm, MUpasonun,
UMHUZIQ30JIWJ, TPUA30JIWII, TETPA3OoNWy, (PypaHus, H30KCA30JMI, OKCA30JIWJ, OKCaJTUA30JIHIL,
THO(GEHWSI, M30THUA30JMII, THA3OJWI, THAAWA3OJMJI, MUPUOMI, MUPHIA3UHII, MHPUMUAHHUI,
NUPA3UHWI, TPUA3UHWI WIM TETPasUHWI. B HEKOTOpPBIX M3 JIOOBIX MPENIIeCTBYOMNX
BapMaHTOB ocyllecTBieHus R® mpencraBnser coGoil apuii, reTEpOLMKINI WU TeTepoaphi,
Kaxaplii u3 Kotopbix 3amerieH Ci-CsankmioM. B HEKOTOpBIX M3 JIOOBIX MPEnIIeCTBYIOLIUX
BapHaHTOB ocyiiecTaeHus R mpexncrasmser coboit -C(O)H, -C(O)Ci-Ceankxun, -C(O)Ci-
Ceankokcn wmmn  -C(O)Cs-Csumknoankmi. B HEKOTOPBIX H3  JHOOBIX MPENIIECTBYIOLIUX
BapHAHTOB ocylnecTsieHuss R mpexncrasnser coboit -OH, -NRPRY, apun, TeTepOLMKIHI,
rerepoapui, HeszameuleHHbI Ci-Ceankokcn umn Ci-Cesankokcu, 3amemieHHbiii C3-Cg Cs;-Cs
LUKJIOANKHJIOM WM TaJOTeHOM. B HEKOTOpBIX U3 JOOBIX MPENIIECTBYIOIUX BapHAHTOB
ocymecTsnenus R mpencrasnser coboit somopon, -CHs, -OH, -OCH;, -C(O)OC(CHs)s,
N(CH:CH3);, ¢ennn, MopQoiawHWI, NHUNEPUIUHII, NUNEPA3UHWI, 4-3TUIINUTNIEPA3SHHUL,
MUPPOTMIUHIII, MUPA30IHI, HUKIOMPONMIMETOKCH MM LUKJIOMponaHkapOoHmt. B HEKOTOpbIX
BapHuaHTax ocymectsieHus: Gs npeacrasiser coboi S. B mpyrux BapuanTax ocyuiectBieHus: Gs
npezncrasisier codoit O.

B HekoTophIX BapuaHTax ocymecTsnenuss Ge mpencrasiser coboit CH(Xs-R%), C(Xu-
-7{(0\/)”1\5;‘ . E/Q\/O)m\s;‘

R% npencrasnser cob6oit Bomopon, Ci-Ceankun, Ci-Ceankokcn, ranores, -OH, -NRPRY, apu,

R umm N(X4-R%Y), rme X4 oTcyTcTByer, mpencTaBiseT coboit

rereporukaun, rerepoapui, -Ci-Cesankun-rerepormkmun, -OC(O)-rerepormkmmn, -C(O)RE -

S(0):NR"'R™, -S(0);RY umu -NR#S(0),R%, rne Ci1-Coanxun u Ci-Coamxoxcn u3 R kaxmprii

2

HE3aBUCUMO ABJIAIOTCA HEC3aMCHICHHBIMHW HWJIM 3aMEIICHHBIMU OHHOﬁ unu Oojiee rpymniamu,
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BLIOPAHHBLIME M3 TPYIIIBL, COCTOSIIEl M3 MMKJIOANKUIA U TajJoreHa; apui u rerepoapun us R%
KQXKIbI HE3aBUCHUMO SIBJIFOTCS HE3aMEIICHHbIMHM WM 3aMELeHHBIMH OIHOW miu Oosee
rpynmnamu, BbIOpaHHbIMU U3 rpymmsbl, cocrosimeil u3 Ci-Csankmna, Ci-Ceankokcu, -OH u Ci-
Csanxun-OH; a rerepormkmm, -Ci-Csankun-rerepouukmun u -OC(O)-rerepormiaun u3 R
KQXKIbI HE3aBUCHUMO SIBJIFOTCS HE3aMEIICHHbIMHM WM 3aMELeHHBIMH OIHOW miu Oosee
rpynmnamu, BbiOpaHHbIMUA U3 rpynmbl, coctosimed u3 Ci-Ceankuna, Ci-Csankokcu, -OH, Ci-
Ceankun-OH, =0 u =S; R" Beibpan us rpymmel, cocrosmeii us H, C1-Ceanxuna, Ci-Ceankoxcu,
Cs-Csuuknoankmna u -NR'R®%; RP mpencrasnsier coboit H nimmn Ci-Ceanknn, RY npencrasnser
coboii Cr-Csanxun, -C(O)R!, -C(O)ORY, -C(O)NRY; R, R®, R¥! u R?! kaxnplii HE3aBUCHMO
sbIOpansl 13 H u Ci-Ceankuna; a R, RY, RY, R"2, RY u R? ka/plii He3aBUCUMO BbIOpaHb! 13 H,
Ci-Ceanxuna, HezaMmeleHHOro wiu 3aMelieHHoro Cs;-CgLiMKiIoanKuia U He3aMeLEHHOro WIIH
3aMELIEHHOTO reTePOLIUKIIIIIA.

B HekoTOpBIX BapuaHTax ocymecTsienuss Gs mpenctasmiser coboit CH(X4-R%Y) mmm
C(X4-R%), rne X4 orcyreryer; R% npencrasnser coboit somopon, Ci-Ceanku, Ci-CeanKkokcn,
ranorer, -OH, -NRPRY, apun, rerepouukmu, rerepoapit uwm -C(O)RE, rne Ci-Coankun u Ci-
CeaKOKCH  SABIIAIOTCSL HE3aMELIeHHBIMH MM 3aMelleHHbIMA  C3-Cg  IUKJIOANKUIIOM  WJIH
ranorenom;, RP npencrasnsier codoit H unmn Ci-Ceankmn, R npencrasnsier coboti Co-Csanmkui, a
R! pribpan us rpynmer, cocrosmeii u3 H, Ci-Csankxuna, Ci1-Coankoxcn umu C3-Cs HUKIOATKHNA.

B HekoTOpBIX BapuaHTax ocymecTsienns Gs npencrasiser coboit CH(X4-R%) umu C(X4-R%9),
-7{(0\/)\5;‘ -7{@\/0)\5;‘
M UM m

coboit Bogopon, Ci-Ceankmn, Ci-Csanmkokcu, ramoreH, -OH, -NRPRY apun, rereporukmm,

. m pasHO 1-6; R® mpencrapuser

2

rae X4 mpencraBisieT coOoit

rerepoapun umn -C(O)RY, rme Ci-Coankun n C1-CoaKOKCH SIBISIOTCS HE3aMEIICHHBIMU U
3amenieHHbIME C3-Cg muxmoankuiaoM win ranorenoMm;, RP mpencrasnser cobori H wm Ci-
Ceamkun, RY npencrasmnser coboit Co-Csankmn;, a R Beibpan u3 rpynmsl, cocrosmeii u3 H, C-
Csankuna, Ci-Ceankokcn u Cs;-Cg nuknoankuna. B HekoTopeix Bapuantax ocymectBieHUs: Ge
npencrasiser coboit N umu N(X4-RY), rne Xu orcyrersyer; R® npencrasnser co6oit Bogopon,
Ci-Ceanxmn, Ci-Csankokcu, ramoreH, -OH, -NRPRY apun, rereporukimi, rerepoapui Wid -
C(O)R!, rie C1-Coankun u C1-CoalKOKCH SBISIOTCS He3aMeIeHHbIME WitH 3aMerneHHbiMu Cs-Cs
uKoankmioM wi rajgoresoM; RP mpencrasnsier coboit H nmn Ci-Ceankui, RY npencrasnsier
coboit Co-Csankur; a R Beibpan u3 rpymmer, cocrosmmeit w3 H, Ci-Coankuna, C1-Csalkokcu u
Cs-Cg umknoankuna. B HekoTopbIx BapuaHtax ocymectsiieHus: Gs npezacrasisier codboit N win

dody ko

N(X4-R%), rme X4 mpencrasnser cooii :; m pasHo 1-6; R%

npencrasisier coboii Bogopon, Ci-Ceankmn, Ci-Ceankokcu, ranoren, -OH, -NRPRY apwu,
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rereporukmun, rerepoapun umn -C(O)RY rme Ci-Ceankun u  C1-CeaJKOKCH  SIBIISOTCS
He3aMeIeHHbIMU 1K 3aMeleHHbIMU C3-Cg muKIoankumioM min rajoresoMm; RP npencrasmser
coboit H umu Ci-Ceanxum; RY mpencrasnser coboii Co-Csankun, a RY BeiGpan u3 rpymmsr,
cocrosineit m3 H, Ci-Csankuna, Ci-Csankokcu u C3-Cg nuknoankuia. B HEKOTOpBIX U3 JIFOOBIX
TIPENIIeCTBYIONUX BapuAaHTOB ocymiecTieHns R mpemcraBnser coGoif MeTHn, 3THN, H-
NIPOTMIJI, H30MPONHI, H-OyThiI, M300yTHI, BTOPOYTHI MM TPeTOyTHI. B HEKOTOPBIX U3 JIHOOBIX
TPENIIeCTBYIONMNX BapHAHTOB ocymecTsnenns R mpencrasmser co6oit  Ci-Ceankmm,
3amemieHHbli  C3-Cg  IHMKJIOANKWIOM WM TajoreHoM. B HekoTopelx M3 JEOOBIX
TIPEAIIeCTBYIONMX BAPUAHTOB ocyliecTsaeHnss R® mpencrapiser coboii METOKCH, 3TOKCH, H-
NPOTIOKCH, H3OMPOMNOKCH, H-OyTOKCH, W300yTOKCH, BTOPOYTOKCH WM TperOyTokcn. B
HEKOTODPBIX M3 MOOLIX MPEAIIecTBYIOIIMX BapHAHTOB ocymmecTsieHns R npencrasnser coboii
C1-Csankoxcn, 3amemeHHbli C3-Cg MUKJIOATKUIOM MM TajJOreHOM. B HEKOTOPBIX U3 JIHOOBIX
TIpeNIIeCcTBYIONHUX BApUAaHTOB ocymnecTraenus R npencrasnser coboit grop, 6pom umi fiox. B
HEKOTOPBIX M3 JFOOBIX TIPEAIIECTBYIONINX BAPHAHTOB ocymecTsaenus R® npencrasnser co6oi -
N(CH2CHj3),, -N(CH2CH2CH3), wumn -N(CH>CH3)(CH,CH>CHs). B HekoTOpbhIX U3 JTHOOBIX
TIpeNIIecTBYIONHUX BAPHAHTOB ocyiecTsienns R npencrasnser coboii penun umu HadhTun B
HEKOTODPBIX M3 MOOLIX MPEAIIecTBYIOIMX BapUaHTOB ocymiecTsnenns R npencrasnser coboii
5-14-uneHHBI TreTepOLMKIMI. B HEKOTOpPHIX BapuMaHTax ocymecTsieHus R mpemcrasmser
co0OMl 5-0-usieHHBIN TeTepOoIHKINI. B HEKOTOPhIX M3 JMIOOBIX MPENIIECTBYIOIUX BAPHUAHTOB
ocymectsnenusi R® mpencrasnser co6oii MUPPONMAMHI, MHPA3ONUAMHHN, UMUAA30THIAHET,
terparunpodypanui, 1,3-THOKCONAHWI, TETPAruapOTHO(GEHI, OKCATHOJAHUM, CYJb(OIaHWUI,
NUNEPUANHIIL, TUIEPA3HHII, TETPAruAPOTNIUPAHIII, TUOKCAHUI, THAHWI, AUTUAHWI, TPUTHAHUIL,
MopdomuHII Wik THOMOP(GoIMHIWIL B HEKOTOpBIX M3 JEOOBIX MPENIIECTBYIOLIUX BapHAHTOB
ocymecTtsnenus: R® npencrasnser coboii 5-14-unenHslii rerepoapun. B HEKOTOPHIX BapHaHTaX
ocymectsnenuss R® mpencrasnser co6oii 5-6-uneHHbIH reTepoapuil. B HEKOTOPBIX U3 MHOOBIX
TIPeIIeCcTBYIONNX BAPHAHTOB ocyinecTsnenns R npencrasnser coboii MUppomm, MUPasoNm,
UMHJA30IMI, TPHA30JIMI, TEeTPasoiawi, (pypaHui, H30KCA30/IMI, OKCA30JMI, OKCAAHa30JIHII,
THO(GEHWSI, M30THUA30JMII, THA3OJWI, THAAWA3OJMJI, MUPUOMI, MUPHIA3UHII, MHPUMUAHHUI,
NUPA3UHWI, TPUA3UHWI WIM TETPasUHWI. B HEKOTOpPBIX M3 JIOOBIX MPENIIeCTBYOMNX
BapuMaHTOB ocymecTsaenuss R®! mpencrasmster coGoii apuii, TeTepOLMKINI HIH TeTepOapH,
Kaxaplii u3 Kotopbix 3amerieH Ci-CsankmioM. B HEKOTOpBIX M3 JIOOBIX MPEnIIeCTBYIOLIUX
BapHaHTOB ocymecTsienns R mpencrasmser coboii -C(O)H, -C(O)Ci-Ceanxun, -C(O)Ci-
Ceankokcn wmmn  -C(O)Cs-Csumknoankmi. B HEKOTOPBIX H3  JHOOBIX MPENIIECTBYIOLIUX

BapHaHTOB ocymiecTsienuss R mpencrasmser coboit -OH, -NRPRY apum, reTepoluKim,
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rerepoapusi, He3ameleHHbli Ci-Ceankoken wunu  Ci-Ceankokcu, 3amemneHHblii  Cs;-Cs
LUKJIOAJKHJIOM WJIM TaJOTeHOM. B HEKOTOpBIX U3 JIOOBIX MPEIIECTBYIOLUINX BapHUAHTOB
ocymectsienuss R% mpencrasnser coGoit Bomopoxn, -CHs, -OH, -OCHj;, -C(O)OC(CHs)s,
N(CH:CH3);, ¢ennn, MopQoiawHWI, NHUNEPUIUHII, NUNEPA3UHWI, 4-3TUIINUTNIEPA3SHHUL,
NUPPOTMIUHIII, MAPA30IHI, HUKIOMPONIIMETOKCH WM LHUKJIONponaHkapOooHmit. B HekoTopbIx
BapHuaHTax ocymectsieHus: Gs nipeacrasisier coboli S. B nmpyrux BapuanTax ocyuiectBienus Ges
npezacrasisier codoit O. B HekoTOpbIX BapuaHTax ocyuiecTieHust G OTCYTCTBYET.

B HeKOTOpBIX BapHaHTax ocymiecTsieHust Gs mpencrapiaser coboit CH(X3-R%), Gs

npencrasisier coboit CH(Xs-R%Y), xonbuo \_ sBysercs HachimeHHbM, 2 R i R% B3shl BMecTe
C aToMaMu yrjepoja, K KOTOPbIM OHM IIPHCOEAMHEHBL s OOpa30BaHUS 6-UJIEHHOTO
reTepoLMKIMILHOTO KOJbIA, TAe TeTepOLMKIHILHOE KONBLO SBJIAETCS HE3aMEIeHHBbIM WU
3aMelleHHbIM OfHOI uiau Oonee TPyNIaMH, BBHIOPAHHBIMH U3 TIPyMNmbl, cocrosimed w3 Ci-

Csankuna u —C(0O)0-C-Csankmna. B HekOTOpBIX BapuaHTax ocyuiecTBieHus Gs MpeacTaBIseT

coboit C(X3-R%), G® mpencrasnser coboii C(Xs-RY), | {BIIETCH YACTHMHO HEHACKIIEHHbIM
WK TIOJIHOCTBIO HCHACBIIICHHBIM, a R6C n R6d B34ATbl BMECTE C aTOMaMHU yrji€poaa, K KOTOPbIM
OHHU NIPUCOCAUHCHDbI, AJId O6paSOBaHI/I$[ O-4JIEHHOT'O APUIJIBHOIO, O-4JIEHHOT'O reTe€POUUKINIBHOTO
WIA O-4IEHHOTO TIeTepOapWJIbHOTO KOJbLA, TAe O-4JeHHOE apuibHOe, O-uJIeHHOe
TeTEPOLMKINIIBHOE U O-UJICHHOE Te€TepOapuiIbHOE KOJbLA KakKJO€ HE3aBUCHMO SIBIISTFOTCS
He3aMeIeHHBIMU WM 3aMeLeHHBIMH OJHOW WM OoJjiee TpymnrnaMy, BHIOPAHHBIMH M3 TPYIIIBI,
cocrositieit uz Ci-Ceankmna u —C(0)0O-Ci-Csankuna. B HEKOTOpPBIX BapHaHTaX OCYIIECTBIICHUS

" o 3
Gs mpencrasnser coboit C(X3-R%), G° mpencrasmser coboit C(Xs-R%Y), - spnsercs

TIOJTHOCTBIO HEHACHINEHHBIM, a R® 1 R® B3aTHI BMecTe ¢ aToMamu yriepoza, K KOTOPBIM OHH
TIPUCOEMHEHBL, /sl 00Pa30BaHuUs 6-4I€HHOTO APUIBLHOTO, 6-4JI€HHOTO TeTepPOLHKIIILHOTO W
6-4JIEHHOTO reTepOaPHIILHOIO KOJIblIA, Ijie 6-4IeHHOE APUIBHOE, 6-4IeHHOE TeTepOLUKINIbLHOE
U 6-ulleHHOE TIeTepOapUIbHOE KONbIA KaXXI0€ HE3aBHCUMO SBIAIOTCS HE3aAMEIIEHHBIMH HIIN
3aMelleHHbBIMU OfHOM MmHM Oojiee TPyNNaMH, BLIOPAaHHBLIMH M3 TPyMmbL cocrosiued us Ci-
Ceankuna 1 —C(0)0-C1-Ceankuna. B HekoTOpBIX BapHaHTax ocymecTsieHust R u R% B3aror
BMECTE C aTOMaMH YIJiepoAa, K KOTOPHIM OHU MPHCOEIUHEHLI, Ul 00pa3oBaHUs (heHUIBHOTO
KOJbIIa. B HeKoTOphIX BapuaHTax ocymecTsneHns R u R% B3aTel BMecTe ¢ aToMamu yriepona,
K KOTOPbIM OHM MPUCOEIUHEHBI, s 0Opa30BaHUsS G-UJEHHOTO TIeTepPOLUKIUILHOIO MIH 6-
YJIEHHOTO TeTEPOAPMIBHOIO KONbl@A, Ie O-4IE€HHOE TeTepPOLUKIUILHOE WU 6-4JIeHHOE
reTepoapuibHOE KONbIO KakA0e HE3aBUCHMO COMAEPKUT OIWH, Ba WM TPU TETepoaToMa,

BBLIOPAHHBIX M3 FPyMMbI, cocTosimel u3 N, S 1 O. B HEKOTOpBIX BapuaHTax ocylnecTseHust R
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1 R B3aTHI BMecTe ¢ aTOMamm yriaepona, K KOTOPBIM OHH NPHCOENHHEHBI, 1 00pa3oBaHUs
HE3aMEIEHHOr0 O-4JIEHHOTO apHJIbHOTO, O-YJIEHHOTO Te€TEPOLMKIMIBHOTO HIH O-4JeHHOTO
reTepOapUILHOTO KONbIA. B HekoTOphIX BapmaHTax ocymecTsneHns R u R® B3aTer BMecTe ¢
aTOMaMH yrjiepoza, K KOTOPbIM OHU TPUCOEIMHEHBI, IJisi 0Opa30BaHuUs O-YJIEHHOTO apUIIbHOTO,
6-4JIEHHOTO TETEPOIMKIUIBHOTO MM O-4JIEHHOTO T'eTepOapUIbHOTO KOJblla, e O-djIeHHOE
apuiIbHOE, O-4JIEHHOE TEeTEPOLUKIUIBHOE WK O-4JIeHHOE TeTepOaPUIIbHOE KOJIBIO KakKIoe
HE3aBHUCHUMO 3aMEIIeHO OJHHUM WJIKH 0Oojiee 3aMeCTUTENSIMH, BBIOPAHHBIMH W3 TPYIIIbI,
cocrosimeit u3 Ci1-Cs ankumia, Ci-Cs ranorenanmkuna, ranorexa, -OH, -C(O)H, -C(O)OH, -
C(0)0OC1-Cs ankuna, -OC1-Ce ankuna u Cs;-Cg nuKI0ATKHIA.

B Hekotopbix BapmaHtax ocymiectBienus G; mpencrasisier coboii N. B HekoTopbIx
BapHuaHTax ocymectsieHus: G7 npeacrasisier codoit C. B apyrux Bapuanrtax ocymectsiaeHus Gy
npexacrasisier codoi CH.

B HekoTOpHIX BapuaHTax ocymectsieHus R% R R® u R® xaxnpii nesasucumo
npenctaBisiioT coboii Bomopox, Ci-Ceankmn, Ci-Csanmkokcn, ranoren, -OH, -NRPRY apwu,
rereporukaun, rerepoapui, -Ci-Cesankun-rerepormkmun, -OC(O)-rerepormkmmn, -C(O)RE -
S(0):NR"'R™, -S(0):RY umu -NR?'S(0),R?, rae C1-Coanxun u Ci-Coankokcu u3 R® R R n
R% kaxmplii HE3AaBUCHMO SIBIISIOTCS HE3aMENIEHHBIMH HJIM 3aMEIIeHHBIMH OJHOH Mim Gojee
rpynnamu, BbIOPaHHBIMU W3 TPYIIIbL, COCTOSINEH W3 LUKIOAJKHIA M TajoreHa;, apuil |
rerepoapun u3 R® R® R® u R® kaxnmelii He3aBHCHMO SBISIOTCS HE3aMEIIEHHBLIMH U
3aMeleHHbIMU OJHOUM wiu OoJiee TpymmamMu, BbIOpaHHBIMH W3 TPyMIbl, coctosieir u3z Ci-
Csankuna, Ci-Ceankokcn, -OH u Ci-Csankun-OH; a apun, rerepouuknwi, rerepoapui, -Ci-
Csanxun-rerepormknun 1 -OC(O)-rerepormkmun u3 R R® R y R® kaxmpiii HezaBucHMO
SIBIISIFOTCS] HE3aMEIIEHHBIMU HITH 3aMENIEHHBIMU OHOM mju OoJjiee TPymmaMu, BHIOPAHHBIMH K3
rpynnel, cocrositedt u3 Ci-Ceankmna, Ci-Ceankoxcu, -OH, Ci-Ceanxun-OH, =0 u =S; rne
Kaxeiii apun u3 R R R u R gpnserca 6-12-uneHHBIM, KaXablii reTeporukamun u3 R
R R® u R% sgpnserca 3-18-uneHnbIM, a Kax/blil rerepoapun u3 R%, R R u R gensercs S-
18-uneHHBIM.

B HEKOTOpHIX BapuaHTax ocymecTBiaenus omuH u3 R% R® R® u R® ppidpan wu3
rpymmsbl, cocrosiieii w3  Ci-Ceankmna, Ci-Ceankokcm, ranoreHa, -OH, -NRPRY apwua,
rereponnkimia, rerepoapina u -C(O)RY, rae Ci-Coankun u Ci-Cosankoxcu us R% R RS i R%
KaKIbIii HE3aBUCUMO SIBJISIFOTCSI HE3aMeIeHHbIMU HITH 3amMereHHbIMH C3-Cg [IUKIIOATKUIOM UJTH
rajJoreHoM; a octanbHble u3 R% R R p R® kasxnwiit mpencrasnsior coboit H. B HeKoTOpBIX
BapHaHTax ocymecTsneHns omud u3 R% R R y R® sriGpan us rpymmel, cocrosmeii u3 Ci-

Csankuma, Ci-Ceankokcu, ramoreHa, -OH, -NRPRY 6-12-unennoro apwia, 3-12-ujeHHOTO
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reTeponukiIma, 5-12-unennoro rerepoapuna u -C(O)RY, rme Ci-Coanxun u Ci-Coankokcu us
R R R y R® kaxnplil HE3aBUCUMO SBIIAIOTCS HE3aMEIeHHbIMU MU 3amemeHHbMH C3-Cs
IUKJIOANKHIOM HJIH TaloreHoM; a octaibhble 3 R® R R y R® xaxmeii npencrapisoT
coboii H. B HexoTopbIX BapuaHTax ocyinecTsieHus nsa u3 R®% R®® R y R ppiopanb u3
rpymmsbl, cocrosiieii w3  Ci-Ceankmna, Ci-Ceankokcm, ranoreHa, -OH, -NRPRY apwua,
rereponnkimia, rerepoapina u -C(O)RY, rae Ci-Coankun u Ci-Cosankoxcu us R% R RS i R%
KaIblil HE3aBHCHMO SIBJIAIOTCS He3aMEeIeHHBIMU UK 3aMelneHHbIMU C3-Cg [UKII0aNKUIOM UK
rajJjoreHoM; a octanbHble 3 R% R R p R® xasxnpiit npencrasnsior coboit H. B HeKOTOpBIX
BapHaHTax ocymecTsneHns asa 3 R% R R u R pri6pane! u3 rpymmsl, cocrosmeii u3 Ci-
Csankuma, Ci-Ceankokcu, ramoreHa, -OH, -NRPRY 6-12-unennoro apwia, 3-12-ujeHHOTO
reTeponukiIma, 5-12-unennoro rerepoapuna u -C(O)RY, rme Ci-Coanxun u Ci-Coankokcu us
R R R y R® kaxnplil HE3aBUCUMO SBIIAIOTCS HE3aMEIEHHBIMU MU 3amenteHHbiMu C3-Cs
IUKJIOANKHIOM HJIH TaloreHoM; a octaibhble 3 R® R R y R® xaxmeii npencrapisoT
coboit H.

B HEKOTOpHIX BapuaHTax ocymecTBiaenus omuH u3 R% R® R® u R® ppidpan wu3
rpymmsbl, cocrosiieii w3  Ci-Ceankmna, Ci-Ceankokcm, ranoreHa, -OH, -NRPRY apwua,
rereponnkimia, rerepoapina u -C(O)RY, rae Ci-Coankun u Ci-Cosankoxcu us R% R RS i R%
KaIblil HE3aBHCHMO SIBJIAIOTCS He3aMEeIeHHBIMU UK 3aMelneHHbIMU C3-Cg [UKII0aNKUIOM UK
rajJoreHoM; a octanbHble u3 R% R R p R® kasxnwiit mpencrasnsior coboit H. B HeKoTOpBIX
BapHAHTax OCyIecTsIeHns onuH u3 R% R R u R® pribpan us rpynmsr, cocrosmeii u3 -Ci-
Ceankun-rereporukniia, -OC(O)-rerepouuknuna, -S(O),NRVR™, -S(O),RY u -NR?'S(0),RZ;
rae RY! u R? kaxnpiit Hesapucumo BuiOpanel u3 H u C1-Ceankuma, a R™, RY u R? kaxplii
He3aBucumo BbiOpansl m3 H, C1-Ceankuna, He3amemeHHOTO WM 3amerneHHoro Cs-
CsuMKIIOaNKIIA ¥ HE3aMEIIEHHOTO MITA 3aMEIIEHHOTO 3-12-4JIeHHOTO reTepOLUKINIIA.

B HEKOTOpHIX BapuaHTax ocymecTsieHus gsa u3 R% R R u R pribpanbr us
rpymmsbl, cocrosiieii w3  Ci-Ceankmna, Ci-Ceankokcm, ranoreHa, -OH, -NRPRY apwua,
rereponnkimia, rerepoapina u -C(O)RY, rae Ci-Coankun u Ci-Cosankoxcu us R% R RS i R%
KaIblil HE3aBHCHMO SIBJIAIOTCS He3aMEeIeHHBIMU UK 3aMereHHbIMU C3-Cg [UKIIOaNKUIOM UK
rajoreHoM; a ocranbHble u3 R% R R u R® kaxpiit npencrapisioT coboit H.

B HEKOTOPBIX BapHMaHTAX OCYLIECTBIEHHsA ONWH, ABa mau Tpu m3 R% R R y R
MPEnCTaBISIFOT CO00H 5-10-4JIeHHBIH TeTepPOLUKITIII, He3aMEIeHHbIH WJIM 3aMeIeHHbIH OTHON
unu GoJjiee rpynnamu, BeIOpaHHBIMHE U3 TPyIibl, coctosien uz Ci-Ceankuna, -OH, Ci-Ceanku-
OH, =0, =S. B HeKOTOPBIX BAPHAHTAX OCYIIECTBICHUS OUH, 1Ba WK Tpu 3 R% RO ROy R

MPEICTABISIFOT COO0N MOHOUMKIMYECKHI TeTePOLUKIIN, OULUKINISCKUH TeTepOLMKIIMT HIIN
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CHMPOLMKIMYECKUI TeTepOLMKIN, TIpHYeM Kak[Abl  sBISETCS He3aMeIleHHbIM Wi
3aMeIleHHbIM ONHONW umu OoNee IpynnaMy, BbIODaHHBIMH M3 TPYMIbL, cocTosmel uz Ci-
Csankuna, -OH, Ci-Csanxun-OH, =0, =S. B HekOTOphIX BapHaHTaX OCYIIECTBJICHUS OIIWH, NIBA
nm Tpu 3 R% R R i R® npencrasnsror coboii 5-10-41eHHbIH TeTepoapu, He3aMelleHHbIi
WM 3aMeIeHHbIH OfHOM Wiu 6ojiee TPyNNaMu, BbIOPaHHBIMU M3 IPYMNbL, cocTtosmeil uz Ci-

Cesanxuna, -OH, C1-Csankun-OH, =0, =S.

B  HekoTOppIX BapuaHTax OCYILIECTBJIEHUS 5 npencTaBisieT  coboit

Z
o) o) N/\
WIH K/O . B ompeneneHHbIx  BapuaHTax  OCYLIECTBJIEHHS

Y = = Z =z
l
G,. _R®
el g
I\ i o
Gax-Gs O | |
Gs npencTaBisier codoi , OJ , Nx , Boc” ; N YUK
W / R4 %
. i J
_G;_ _R®
G3,——\\(
[
o 0
. B HEKOTOpBIX BapuaHTaX OCYLIECTBIECHUS G5 npezacTaBysieT codoit ,

3 \
QW\H
‘@W\_
;—\ -
CZ@”"\_
Z@WL
\_/
_QW\_g



55

=~ “R4
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|
G R
e \(
[T
G4\“’/G6 O
~ Y
B HeKOTOprX BapI/IaHTaX OCYH.IGCTBJ'IGHI/M G5 HpeI[CTaBJ'IﬂeT CO6OI/I 0/\/ ,

=
2
N
r j O\/A

Win :

B omHoM acniekre mpemioxkeHsl coenuHenust @opmynst (1):
R'

R3 R?
AN

|
Gi_~2G3

s @),
WIM WX TayToMep, WM (apMaLeBTHUECKH MpHeMJeMas Cojlb JI000ro w3
BbIIIIETIEPEUNUCIEHHBIX,
rie

t
‘-7 YKa3bIBaA€T, 4YTO KOJBbLO ABJIACTCA HACBIMICHHBIM, YaCTHYHO HCHACBIICHHBLIM WA

IMOJIHOCTBIKO HCHACBIIICHHBIM,

v

RO
Ga--.
v

Gy-2.Ge
yKa3bIBaeT, UTO  ©5 npucoenuHeH K E- nim Z-koHdpurypauuy,

G1 u Gy kaxabIH He3aBUCUMO npencTaBiisitoT codoit CH wmm N;

onun u3 R! u R? npexncrasnser coboit —OH, a apyroii BEIOpaH U3 TPYIIILL, COCTOAIIEH 13
-C(O)R?, -S(O)R®, -S(O)R®, -NHC(O)RY, -NHS(O):R¢, -C1-Coanxun-Rf, -Cr-Coankennn-RE,
HE3aMEIIEHHOI0 WJIHM 3aMEIIEHHOrO LMKJIOAJIKWIIA, HE3aMEIIeHHOIO0 WM  3aMELleHHOIO
LUKJIOAJIKEHWIA U HE3aMEIEHHOTO UJTH 3aMEIIeHHOTO IeTePOLIUKIOAIKNIIA,

R? RP® R® m R® xaxmpli Hesasucumo npencrasistor coboit H, Ci-Ceankmm, Co-
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Ceankenms, Cr-Coankunamun, Ci-CerasoreHankmi, He3aMeEIeHHBIH WM 3aMeleHHBIN
reTePOLMKIINII, He3aMEIEHHBINA UJIH 3aMEIeHHBIN reTepoapui, OSH30MI UM CTUPHLT,

RY nmpencrasmser coboit H, Ci-Ceankun, Cr-Ceankenun, C,-Ceankuamn, Ci-
CeranoreHankui, He3aMeUIEHHbIH WM 3aMelleHHbIl T[eTepOLUKINI, He3aMelleHHbIH WIH
3aMEIeHHBIN reTepoapuI W OSH30MUIT,

Rf u R® kaxnaelii HE3aBHCHMO TPENCTABIAIOT COOOH He3aMeIleHHBIH TreTepoapHi,
OEH30WIT WIH CTUPHLT,

R® npencrasnser coboit H, C1-Ceankun, C1-CealkoKCH UM rajoreH; 1

R* u R® kaxplit npecTaBisoT coboii H,

Win

R* u R® 006beuHs0TCA TS 00pa30BaHus —S-;

G; npencrasnsier coboit CH(X-R%), C(X;1-R%), N, N(X;-R®?), S um O;

G nipencrassier coboit CH(X2-R%?), C(X5-R®), N, N(X»-R%®), S umn O;

Gs npencrasnsier coboit CH(X3-R%), C(X3-R%), N, N(X3-R®), S um O;

Gi mipencrasnsier coboit CH(X4-R%%), C(X4-R%), N, N(X4-R%%), S, O unm otcyrersyer;

rrne korna Gs npeacrasisiet coboit N, win

(1) mo menbeit mepe onuH u3 Gs, G4 u Ge He sBnsiercs CH; mmu

(i) R* u R’ obbenunsorcs a1s 06pa3oBaHust —S-;

X1, Xz, X3 m X4 KaxkAbld HE3aBUCHUMO OTCYTCTBYIOT, MPEACTaBISIIOT COOOM
,(O\/)\f /@\/O)\f
.777‘ m U .777‘ mo

m pasHO 1-6;

R% R Ry R® kaxmplii He3aBHCHMO TIpencTaBnAioT coboii Bogopoxn, Ci-Ceanku, Ci-
Csankoxen, ranored mi -C(O)RY rrne Ci-Coankun sBnstercs He3aMeIEHHBIM HIIH 3aMEI[eHHbIM
LIUKJIOQJIKHAJIOM WJIM TaJIOT€HOM;

RY BeiGpan wu3 rpymmel, cocrosmeii uz H, Ci-Ceanxuma, Ci-Ceanxokcun u  Cs-
CIMKIIOANIKUIA,

I7ie COeMHEHHUE He SIBJIETCS COeNUHeHNEM 13 Ta0muiel 1X.

B HekoTopbix BapuanTax ocymectieHus @opmyisl (I) Gi u G2 KXol MPenCTaBIsIOT
coboii CH. B HekoTopbx BapuaHrax ocymectBieHus Gi mpencrasisier codoit CH, a G2
npencrasisier codoit N. B HekoTopbIX BapuaHTax ocyiiecteieHus: Gi npencrasisier codoit N, a
Gy mnpencraeisier codoit CH. B ppyrux Bapuantax ocymectieHus Gi u Gy Kakgbid
npeacTaBisiFOT coboit N.

B HekoTOpbIX BapuaHTax ocymiecTsienus R' npencrasnsier co6oit —~OH, a R? Bribpan u3

rpymel, coctosimeit us -C(O)R?, -S(O)RP, -S(0),R¢, -NHC(O)RY, -NHS(0):R¢, -C;-Coamkun-RE
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-Co-Coankennn-RE, He3aMeIIEHHOro WM 3aMEIEeHHOrO MHKJIOATKHIIA, HE3aMELIEHHOTO WIIH
3aMELIEHHOI0 LUKJIOAJKEHUIA M HE3aMELIEHHOTO WIM 3aMEIeHHOr0 reTepoulukKnoankuia. B
HEKOTOPBIX BapHaHTax ocyiecTsienus R! npexcrasnser coboit ~OH, a R? BbIOpaH u3 TpymimsL,
cocrosmeit u3  -C(O)R?  -S(O)RS, -NHC(O)RY, -NHS(O)R®, -Ci-Csankenun-R® wu
HE3aMEIIEHHOIO WM 3aMELIEHHOTO LUKJIOAJKEeHUIa. B HEKOTOPBIX BaApUAHTaX OCYLIECTBJIEHUS
R! mpencrasnser coboit —OH, a R? Beibpan u3 rpymmsl, coctosmeii u3 —CHO, -C(O)CHs, -
C(O)CHyF, -C(O)CH=CHa, -S(0),CH=CHa,, -C(O)C=CH, -C(O)C=CCH3, -NHS(0),CH=CHa, -

S PN G-
g AN 7

NHC(O)CH=CH,, -C(0)C(=CH,)CHs, o

2 2 2

O
o 0
W‘\@k)\()
» %% ‘ii
, N O wu o

ocymectsienuss R! mpencrasnser co6oii ~OH, a R’ BbiGpan M3 rpynmel, cocTosieil u3

B HexkoTOpBIX BapHaHTax

— H

H
s N, N
SORNN SR SIS IR LSl

B HeKOTOpBIX BapuaHTax ocyliecTsienus R? npeacrasisier coboit —~OH, a R! Bribpan u3
rpymel, coctosimeit us -C(O)R?, -S(O)RP, -S(0),R¢, -NHC(O)RY, -NHS(0):R¢, -C;-Coamkun-RE
-C2-Csankennn-RE, He3aMeIEeHHOTO WM 3aMEINEHHOTO IMKJIOANKWIA, HE3aMELIEHHOTO WIIH

3aMCIICHHOI0 LUKIOAJIKCHWJIA U HE3AMCIICHHOTO WJIKM 3aMCIICHHOTO T'€TCPOLHKIIOAJIKWIIA. B
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HEKOTOPBIX BapHaHTAX OCyIecTBieHus R? mpexncrasnser coboit —OH, a R! BuiGpan u3 rpynmsl,
cocrosmeit u3  -C(O)R?  -S(O)RS, -NHC(O)RY, -NHS(O)R®, -Ci-Csankenun-R® wu
HEe3aMeLIEHHOTO UJIM 3aMELIeHHOTO LUKJIOaJKeHWIa. B HEKOTOpBIX BapuaHTax OCYLIECTBJIEHUS
R? npencrasnser coboit ~OH, a R! BbiGpan u3 rpynnbl, coctosimeii us ~CHO, -C(O)CHs, -
C(O)CHyF, -C(O)CH=CH,, -S(0),CH=CH,, -C(O)C=CH, -C(O)C=CCHj3, -NHS(0),CH=CH,, -

S GNP -
H‘)S(/ I//J% %

NHC(O)CH=CH,, -C(0)C(=CH,)CHs, o

2 2 2

O
o) 0
S %@v@
»
. NN, 0o 4 o0

ocymectsienuss R? mpencrasnser coboii ~OH, a R! BuiGpan u3 rpynmel, cocTosimeil u3

B HexkoTOpBIX BapHaHTax

- H H

x x. N
gioﬁ NS oy SUGIRS &

SN

% N
B HEKOTOpbIX BapHaHTax ocyinectsiaenus omud u3 R! u R? npencrapnser coboii ~OH, a
apyroit mpencrasisier codoir -C(O)R?, rme R? mpencrasnser coboii H, Ci-Ceankxun, C;-
Ceankenms, Cr-Coankunamun, Ci-CerasoreHankmi, He3aMeEIeHHBIH WM 3aMeleHHBIN
TeTEPOLMKIINI, HEe3aMEIEeHHBbIH WM 3aMELIeHHbIH rerepoapmy, OeH30uMa wWiu ctupwil B
1 2 o o
HEKOTOPBIX BapHaHTax ocymiectsieHust oauH 3 R u R” mpencrasnsier coboit —OH, a npyroii

npencrasisier coboii -C(O)R? rme R? mpencrasnisier coOol 3aMeleHHBIA TeTEPOIMKIIIT WK
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3aMelleHHbl rerepoapui. Crenyer MOHUMATh, YTO B JIIOOOM W3 BapUAHTOB OCYIIECTBJICHHUS,
ONMCAHHBIX B HACTOSIIIEM JOKYMEHTE, 3aMECTUTENb 3aMELICHHOW NHKJINYeCKOH TIPYIIIbI
(HarmpuMep, 3aMEINeHHOW TeTePOLMKIMIBHON WM 3aMEIEHHOH TeTepoapuiibHONW T'PYIIIbI)
MOJKET OBITh NMPHCOEIUHEH K TOMY JK€ aToMy LHKJIWYECKOW TPYMIbI, KOTOPBIH COENUHEH C
O
E)S(/

OCTaTkOM coeauHeHus. Hampumep, O mpencraBnsier coOOW KOHKPETHBIH BapHaHT
ocymecteieHust -C(O)R?, xorma R?* mpencrasnsier co00H 3MOKCHIIBHYIO TPYIITY, 3aMEIIEHHYIO
METHJIOM. B HEKOTOpBIX BapuaHTax ocyinecTsienus oaun u3 R' u R? npencrasnsier coboit —OH,
a npyroii mpexcrasiser coboii -S(O)R®, rme R® mpencramser coboit H, Ci-Ceankum, Co-
Ceankenms, Cr-Coankunamun, Ci-CerasoreHankmi, He3aMeEIeHHBIH WM 3aMeleHHBIN
TeTEPOLMKIINI, HEe3aMEIleHHBIH WM 3aMeLIeHHbI rerepoapmy, OeH3omn wiu crupuil. B
HEKOTOPbIX BapuaHTax ocymiecTsnenus omud u3 R! u R? npencrasnser coboii ~OH, a npyroit
npencrasisier coboit -S(O)RS, roe R npencrasnser coboit H, Ci-Csankui, Cr-Ceankenmn, Cs-
Ceankuamn, Ci-CerajgoreHankuii, HE3aMEILIEHHBbI WM  3aMEIIeHHBbIH  TeTePOLUKIINI,
He3aMeIeHHbIN WM 3aMeIleHHbIA reTepoapui, OEH30MI WIN CTUPHIL. B HEKOTOpPBIX BapuaHTaxX
ocymectsienus onun u3 R!' u R? npencrasnser coboit ~OH, a apyroii npeacrasiser coboii -
NHC(O)RY, rme RY npencrasmser coboit H, Ci-Ceamxun, Cr-Ceankennn, Cr-Coankuann, Ci-
CeranoreHankui, He3aMeLIEHHbIH WM 3aMElIEeHHbII T[eTepOLMKINI, He3aMEeLIeHHbIH WIn
3aMelleHHbIH reTepoapun uiu 6eH3011. B HEKOTOPBIX BapUaHTax OCYIIECTBIeHUs oauH u3 R! u
R? npencrasnsier coboit —OH, a apyroii npeacrasser coboit -NHS(O),R¢, rae R¢ npeacrasnser
coboit H, C1-Ceankuin, Cr-Ceankenn, Cr-Cosankunmi, Ci-CerajoreHaakmuI, He3aMelleHHbIA HITH
3aMEIIEeHHbI TeTePOIMKIINII, HE3aMEIEHHbIH WM 3aMEIIeHHBbIH TeTepoapii, OCH30UI WU
cTupuil. B HEKOTOPBIX BapMaHTax ocylnecTseHus onun u3 R' u R? npencrasnsier coboit ~OH, a
npyroii mpencrasnsier coboit -Ci-Ceankmn-RY, rme RP mpencrasnser coboii HesameleHHbII
retepoapui, OEH30UI UM CTUPUI B HEKOTOPBIX BApHUAHTAaX ocyllecTBieHus ofuH u3 R! u R?
npencrasisier coboii —OH, a npyroit mpencraBisier coboii -Cr-Csanmkenun-R® rme RE
npencTaBisieT coOON He3aMeUIeHHBbIM reTepoapwii, OSH30WJI WM CTHPWI. B HEKOTOpBIX
BapHMaHTax ocyinecTsienus oaun u3 R! u R? npencrasnser coboit ~OH, a apyroii npeacrapser
coOOl He3aMeIleHHBbIH WJIM 3aMeIleHHBbIH [HUKJIOAIKMI. B  HEKOTOpBIX  BapHaHTaX
ocymecTsienus ogud u3 R' u R? npencrasnser coboit ~OH, a mpyroii mpexacTtapiser coboit
He3aMeIeHHbIN MK 3aMeleHHbII [UKJIOATKEHII. B npyrux BapuaHTax OCYIIECTBIIEHHUS OIUH
3 R! u R? mpencrasnser coboit ~OH, a apyroii mpencTapiser co0oi He3aMelIeHHbBIH UK
3aMELICHHBIN reTepPOLUKIOATKILIL.

B HekoTOpbIX BapuaHTax ocymiecTienuss R! mpencrasnser coboit ~OH, a R?
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npencrasisier coboit C(O)R®. B npyrux BapuanTtax ocymecTsienus R' mpencrasnser coboii
C(O)R? a R? mpencrasnser coboii ~OH. B HekOTOpbIX BapuaHTax ocylnecTsienuss R!
npencrasnsier coboii —OH, a R? npencraBnser coGoit —CHO. B jpyrux BapuaHTax
ocymectsnenus R! npexacrasnser coboit -CHO, a R? npencrasnser coboit —OH.

B HEKOTOpBIX BapuaHTax ocyllecTBieHus R’ BbiOpan u3 rpynmel, coctosiueil uz Ci-
Ceankuna, Ci1-CealkOKCM M rajoreHa. B HEKOTOPBIX BapMaHTax oOCyllecTBIeHus R’
npeacTaBisier cOO0M METHII, 3TUJI, H-TIPOINJI, U30TPOIIIL, H-OyTHi, n300yTHII, BTOPOYTHI WIIH
TpeTOyTUa. B HEKOTOpHIX BapMaHTax OCyllecTBIeHUs R’ mpejcrapiseT coGoll MeTun, 5TUI,
M30TPONUI UM TPeTOyTHI. B HEKOTOpHIX BapMaHTax ocyliecTsieHus R mpencrapnser coGoit
METOKCH, S5TOKCH, MPOTOKCH, H3OMPOINOKCH, OyTOKCH Wi TpeTOyToKCcH. B  HEKOTOpBIX
BapuaHTax ocymectsieHus R’ mpencrasnser coboit F, Cl, Br unu 1. B HEKOTOpLIX BapHaHTax
ocymectsienust R® npencrasnsier co6oit ~OCH3 B HekoTOpbIX BapHaHTax ocyllecTsieHus R’
npefcTasiaser coboit F. B apyrux BapuanTax ocymecTsienus R’ mpexcrasnser coboit H. B
HEKOTOPbIX BapuMaHTax ocyuiecTsienus R! mpencrasnsier coGoit ~OH; R? BriGpaH U3 rpymnmbl,
cocrosmeii u3 -C(O)R?, -S(O)R®, -S(O)R®, -NHC(O)R?, -NHS(O),R®, -Ci-Coanxun-RE, -Cs-
CeankeHnn-RE, He3aMEIIEHHOTO0 WM 3aMEIEHHOrO MHKJIOAJKUJIA, HE3aMELIEHHOTO HJIH
3aMEIEHHOr0 IUKJIOAIKEHMIA M HE3aMELIEHHOTO UM 3aMEIEeHHOr0 reTepoLKIoankuna; a R’
npencrasisier coboit Bomopon, Ci1-Csamkokcu win rajoreH. B HekoTOpbIX BapuaHTax
ocymectsienus R! npencrasnser coboit ~OH, a R? Bbibpan u3 rpynmsl, cocrosimeii uz -C(O)R?,
-S(0):R¢, -NHC(O)RY, -NHS(O),R®, -C,-CsankeHnn-RE 1 He3aMENIEHHOTO WM 3aMELIeHHOTO
uukoankenuna; a R’ mpencraenser co6oii omopon, ~OCHs umu F. B HEKOTOpPBIX BapuaHTax
ocymectsienust R' npencrapnser coboit ~OH; R? BbiOpan u3 rpynmbl, coctosimeii us ~CHO, -
C(O)CH;, -C(O)CH:F, -C(O)CH=CH,, -S(0)CH=CH,, -C(O)C=CH, -C(O)C=CCH;, -

O

Iy

NHS(0),CH=CHa, -NHC(O)CH=CH,, -C(0)C(=CH;)CHj3, ,
O
X /\)\ Q Q i
N
N~ N 7O =
H 2 2 2 N 2 O I/I
O
O ; a R’ npencrasnser coboii Bomopon, ~OCHs unu F. B HeKOTOpbIX BapMaHTax

ocymectsienus R? npencrasnsier coboit —~OH; R! Bri6pan u3 rpynmbl, cocrosimeii usz -C(O)R?, -

S(O)R®>,  -S(ORR¢, -NHC(O)RY, -NHS(O}R®, -Ci-Ceanmkun-Rf  -C;-Csankennn-RE,
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HE3aMEeLIEHHOTO WJIM 3aMELIEHHOIO ILUKJIOAJNKWJIA, HEe3aMEeLIEHHOrO0 WM 3aMeLIeHHOIrO
LUKJIOANKEHH A M HE3aMeleHHOTO UM 3aMeIeHHOro reTepoluknoankuia; a R* npeacrapiser
coboii Bonopon, Ci1-CealKOKCH MM rajored. B HEKOTOpBIX BapHaHTax ocyliecTBieHus R?
npencrasisier coboii —~OH; R! Bribpan u3 rpynmbi, coctosmeii us -C(O)R? -S(O):R®, -
NHC(O)RY, -NHS(O)R®, -Cr-CoankeHun-R€ ¥ HE3aMEIIEHHOTO WJIM  3aMEILIEHHOTO
uuknoankenuna; a R? mpexacrasnser co6oit Bogopon, -OCH; unu F. B HeKOTOpBIX BapHaHTax
ocymectsnenus: R? npencrasnsier coboit ~OH, a R! BuiGpan u3 rpynmsl, cocrosimeit u3 —CHO, -
C(O)CH;, -C(O)CH:F, -C(O)CH=CH,, -S(0)CH=CH,, -C(O)C=CH, -C(O)C=CCH;, -
O

Iy

NHS(0),CH=CHb, _NHC(0)CH=CH,, _C(0)C(=CH,)CHs, ,
(0]
NS /\)\ ? Q 0
N
» JY Z X | A 1);;
N N (@] —
H 2 2 2 N 2 O I/I
(@]

O ; aR’ mpencrasnser coboii Bogopox, ~OCH; umu F.

B HEKkOTOpHIX BapuaHTaXx ocymlecTBieHus R! mpencrasaser coboit —OH, R?
npencrasisier coboit —CHO, a R’ mnpencrapnser coboii H. B HeKOTOpBIX BapuaHTax
ocymectsnenuss R! mpencrasnser coboit —CHO, R? mnpexacrasmsier coboit —OH, a R’
npencrasisier coboii H. B HekoTopbix BapuanTax ocyiectsiaenus R! npencrasnser coboii —~OH,
R? mpencrasnsier coboii —CHO, a R® mpencrasmsier coboit —OCH;. B gpyrux BapuaHTax
ocymectsnenuss R! mpencrasnser coboit —CHO, R? mnpexacrasmsier coboit —OH, a R’
npencTasiser coboit —OCH;3. B HexoTOpbIX BapuaHTax ocyuiecTsiaeHus R! mpexncrasnser coboi
~OH, R? npencrasnser coboii ~CHO, a R* npencrasnser coGoit F. B apyrux BapuaHTax
ocymectsnenuss R! mpencrasnser coboit —CHO, R? mnpexacrasmsier coboit —OH, a R’
npencrasisier coboi F.

B HekoTOpBIX BapuaHTax ocyiecTsienus R* u R’ kaxnapiil npeacrapsior coboit H. B
HEKOTOPbIX BapuaHTax ocymectsiaenus R* u R® o6bemunstoTes ans obpazoBaHus —S-, Tak 4To
R* B3ar Bmecte ¢ R® u aromMamu, K KOTOPbHIM OHM TIPUCOEIMHEHBI MJi OOpa3OBaHUs
THO(EHOBOTO KOJIBLIA.

B HekoTOphIX BapuaHTax ocywiecTsienusi Gs mpencrasnser coboit CH(Xi-R%) umu
C(Xi1-R%), rme X orcyrersyer; R® mpencrasaser coboii Bomopon, Ci-Ceankun, Ci-Ceankokcy,

ranored uma -C(O)RY, rme Ci-Ceanmkunm sBIOseTcsS HE3aMENIEHHBIM MM 3aMEIIEHHBIM
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IUKJIOANKUIOM WM rajmoreHoM; a RY seiOpan m3 rpymmel, cocrosmeii us H, Ci-Ceankuna, Ci-

Ceanxoxcu u Cs-Cguuknoankuna. B HekoTopeIx BapuaHTax ocyuuecTBieHus G; mpeacTaBiser
& S 1 ¥
m U mo

m pasHo 1-6; R® npencrasnsier coboit Bogopon, Ci-Ceanxun, Ci-Cealkokcu, rajores Wid -

coboit CH(X;-R%) unu C(X;-R%?), roe Xi npencrasisier coboit

C(O)R!, rme Ci-Coankun sBnsieTCs HE3aMEIIEHHLIM MM 3aMEIIEHHBIM LUKJIOATKIIOM U
rajoresom; a R BeiGpan us rpymmbr, coctosmeii u3s H, Ci-Ceankuma, Ci-Ceankokcu u Cs-
Csuuknoankuna. B HexkoTOpwIx BapwaHTax ocymecTBiaeHus Gs mpencrasiser cobodr N wmm
N(Xi1-R%), rne X orcyrersyer; R® npencrasaser coboit Bogopon, Ci-Ceankun, Ci-Coankokcu,
ranorer uma -C(O)RY, rme Ci-Ceanmkunm sBIOseTcS HE3aMENIEHHBIM MM  3aMEIICHHBIM
IUKJIOANKUIOM WM rajmoreHoM; a RY seiOpan m3 rpymmel, cocrosmeii us H, Ci-Ceankuna, Ci-

Coanxoxcu nnu Cs-Cgruknoankuna. B HekoTopbIx BapuaHTax ocylnecTsieHus: (3 npeacTaBiisieT
/(O\/)\r‘f ’Q\/O)\,\f
K M UM K m

1-6; R% npencrasnser coboii Bogopon, Ci1-Ceankun, Ci-Ceankokcu, ranoren um -C(O)RY, rae

coboit N umu N(X;-R®?), rae X npencrapnser coboii ; M PaBHO
C1-Coankum sBsETCS He3aMeIIeHHBIM HJIH 3aMeIeHHbIM [UKIOJIKMIOM M rajoreHomM; a RI
BbIOpaH u3 rpymmsl, coctosimed n3 H, Ci-Csankmna, Ci-Csankxoxen n Cs-Cgnmknoankuna. B
HEKOTOPBbIX BapuaHTax ocyuiectBiaeHuss Gs mpeacraBiser codoit S. B apyrux BapmaHTax
ocymecteieHus: Gz npeacrasiser codoit O.

B HeKOTOpBIX BapuaHTax ocymecTsienuss G mpenctasmser coboit CH(X>-R®®) umm
C(X2-R®), rne X» orcyrersyer; R® mpencrasnser coboit Bomopon, Ci-Ceanku, Ci-CeanKkokcn,
ranorer uma -C(O)RY, rme Ci-Ceankunm sBIseTcs HE3aMEIIEHHBIM M 3aMEI[EHHBIM
IUKJIOANKUIOM WM rajmoreHoM; a RY seiOpan m3 rpymmel, cocrosmeii us H, Ci-Ceankuna, Ci-

Ceanxoxcu u Cs-Cguuknoankuna. B HekoTopeIx BapuaHTax ocyuecTBieHus Gs npeacTaBiser
& S 1 ¥
m U mo

m pasHO 1-6; R® mpencrasnser coboii Bomopon, Ci-Ceamxmn, C1-CealIKOKCH, raloTeH MIH -

coboit CH(X,-R®) mmu C(X,-R®), roe X, npencrasnser coboit

C(O)R!, rme Ci-Coankun sBnsieTCs HE3aMEIIEHHLIM MM 3aMEIIEHHBIM LUKJIOATKIIOM U
rajoresom; a R BeiGpan us rpymmbr, coctosmeii u3s H, Ci-Ceankuma, Ci-Ceankokcu u Cs-
Csuuknoankuna. B HexkoTopwix BapwaHTax ocymecTBiaeHus Gs mpencraeiser coboir N wmm
N(X2-R®), rne X» orcyrersyer; R® nmpencrasnser coboii Bogopon, Ci-Ceanmxun, Ci1-CeakokcH,
ranorer uma -C(O)RY, rme Ci-Ceanmkunm sBIOseTcS HE3aMENIEHHBIM MM  3aMEIICHHBIM
IUKJIOANKUIOM WM rajmoreHoM; a RY seiOpan m3 rpymmel, cocrosmeii us H, Ci-Ceankuna, Ci-

Coanxoxcu nnu Cs-Cgruknoankuna. B HekoTopbIx BapuaHTax ocylecTsieHus: (s NpeacTaBiisieT
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SOy

co6oit N um N(X2-R%), rne X, npencrasnser coboi LIS 70)1

d~hy

1-6; R% npencrasnser co6oii Bomopon, Ci-Ceanxmn, Ci-Ceanxokcn, ranoren umu -C(O)RY, rae

; M paBHO

C1-Coankum sBsETCS He3aMeIIeHHBIM HJIH 3aMeIeHHbIM [UKIOJIKMIOM M rajoreHomM; a RI
BbIOpaH u3 rpymmsl, coctosimed n3 H, Ci-Csankmna, Ci-Csankxoxen n Cs-Cgnmknoankuna. B
HEKOTOpbIX BapuaHtax ocyiiectBieHus Gy mpeactasisier cobodr S. B apyrux BapuaHTax
ocymecteieHus: Gy npeacrasiser codoit O.

B HekoTOphIX BapuaHTax ocymiecTsienusi Gs mpencrasnser coboit CH(Xz-R®) umu
C(X5-R%), rme X3 orcyrersyer; R® mpencrasaser coboii Bomopon, Ci-Ceankun, Ci-Ceankokcy,
ranorer uma -C(O)RY, rme Ci-Ceanmkunm sBIOseTcS HE3aMENIEHHBIM MM  3aMEIICHHBIM
IUKJIOANKUIOM WM rajmoreHoM; a RY seiOpan m3 rpymmel, cocrosmeii us H, Ci-Ceankuna, Ci-

Ceanxoxcu u Cs-Cguuknoankuna. B HekoTopeIx BapuaHTax ocyuiecTBieHus Gs npeacTaBiser
& S 1 ¥
m U mo

m pasHo 1-6; R® mpencrasnser coboit Bogopon, Ci-Ceanxun, Ci-Ceankokcu, rajores Wid -

coboit CH(X3-R%) unu C(X3-R%), rae X5 npencrasisier coboit

C(O)R!, rme Ci-Coankun sBnsieTCs HE3aMEIIEHHLIM MM 3aMEIIEHHBIM LUKJIOATKIIOM U
rajoresom; a R BeiGpan us rpymmbr, coctosmeii u3s H, Ci-Ceankuma, Ci-Ceankokcu u Cs-
Csuuknoankuna. B HexkoTopwIx BapmwaHTax ocymecTBiaeHus Gs mpencrariser cobodr N wmm
N(X3-R%), rne X3 orcyrersyer; R nmpencrasnsier coboit Bogopon, Ci-Ceankun, Ci-Coeankokcu,
ranorer uma -C(O)RY, rme Ci-Ceanmkunm sBIOseTcS HE3aMENIEHHBIM MM  3aMEIICHHBIM
IUKJIOANKUIOM WM rajmoreHoM; a RY seiOpan m3 rpymmel, cocrosmeii us H, Ci-Ceankuna, Ci-

Ceanxoxcu nnu Cs-Cgruknoankuna. B HekoTopbIx BapuaHTax ocylnecTsieHus: (s IpeacTaBiisieT
‘s;(o\/)\,f‘ z;é\/o)\f
coboit N umu N(X3-R®), rae X3 npencrapnser coboii LIS 7 0)1 m" ; m paBHO
1-6; R% npencrasnser coboii Bogopon, Ci1-Ceankun, Ci-Ceankokcu, rangoren um -C(O)RY, rae
C1-Coankum sBsETCS He3aMeIIeHHBIM HJIH 3aMeIeHHbIM [UKIOJIKMIOM M rajoreHomM; a RI
BbIOpaH u3 rpymmsl, coctosimed n3 H, Ci-Csankmna, Ci-Csankxoxen n Cs-Cgnmknoankuna. B
HEKOTOPBbIX BapuaHTax ocyuiectBieHuss Gs mpeacrasisier codoit S. B apyrux BapuanTtax
ocymecteieHus: Gs npeacrasiser codoit O.
B HekoTOpBIX BapuaHTax ocymecTsienuss Gs mpenctasmiser coboit CH(X4-R%Y) mmm
C(X4-R%), rne X4 orcyreryer; R% npencrasnser coboit somopon, Ci-Ceanku, Ci-CeanKkokcn,
ranored uma -C(O)RY, rme Ci-Ceanmkunm sBIOseTcsS HE3aMENIEHHBIM MM 3aMEIIEHHBIM

IUKJIOANKUIOM WM rajmoreHoM; a RY seiOpan m3 rpymmel, cocrosmeii us H, Ci-Ceankuna, Ci-

Ceanxoxcu u Cs-Cguuknoankuna. B HexkoTopeIx BapuaHTax ocyuecTBieHus Gs NpeacTaBiseT
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SOy

d~hy
coboit CH(X4-R%) mmm C(X4-R®Y), rme X4 mpencrasnser coboit LU 0117 m
m pasHO 1-6; R® mpencrasnser coboii Bomopon, Ci-Ceamxun, C1-CealIKOKCH, TaloTeH MIH -
C(O)R!, rme Ci-Coankun sBnsieTCS HE3aMEIIEHHBIM IUTH 3aMEIIEHHBIM [MKJIOANKIIOM U
rajoresom; a R BeiGpan us rpymmbr, coctosmeii u3s H, Ci-Ceankuma, Ci-Ceankokcu u Cs-
Csuuknoankuna. B HexkoTophix BapwaHTax ocymecTBiaeHus Ge mpencrasiser coboir N wmm
N(Xs-R®), rne X4 orcyrersyer; R% npencrasnser coboii Bogopon, Ci-Ceamxun, C1-CoakokcH,
ranorer uma -C(O)RY, rme Ci-Ceanmkunm sBIOseTcS HE3aMENIEHHBIM MM  3aMEIICHHBIM
IUKJIOANKUIOM WM rajmoreHoM; a RY seiOpan m3 rpymmel, cocrosmeii us H, Ci-Ceankuna, Ci-
Ceanxoxcu nnu Cs-Cgruknoankuna. B HekoTopbIx BapuaHTax ocyluecTsieHus: Gs NpeacTaBiisieT

%;(O\/)m\e" . %;Q\/O)\e"

co6oit N um N(X4-RY), rne X4 npencrasnster coboi m . m paBHO
1-6; R% npencrasnser co6oii Bomopon, Ci-Csanxmn, Ci-Ceankokcn, ranoren umu -C(O)RY, rae
C1-Coankum sBIsETCS He3aMeIIeHHBIM MM 3aMeIleHHBIM [UKIOANKUIOM MM rajgoresom; a RP
BbIOpaH u3 rpymmsl, coctosimed n3 H, Ci-Csankmna, Ci-Csankxoxen n Cs-Cgnmknoankuna. B
HEKOTOpbIX BapuaHtax ocyiiectBieHus Ges mnpeactasisier coboir S. B apyrux BapuaHTax
ocymectsieHust Ge mpencrasisier coboii O. B Hekoropeix Bapuantax ocyuiectBieHus Ge
OTCYTCTBYET.

3
B HekoTOphIX BapuaHTaX OCYIIECTBJIEHUS KOJbLIO, Hecyllee ‘-- , sBJAETCA

HACBIIMCHHBIM, TaK YTO KOJIbIO MOJHOCTHKO COCTOUT U3 OJWHAPHBIX CBsI3€il. HpI/IMepr

H
N
SIiSiels
O WS OO0
HACBIIIEHHBIX KOJIEI[ BKIIFOYAIOT B CeOsl MOMHUMO MPOYEro , H  H O O |

H H

SN g~ ANy N HN
DURUQRVOR S HWoon
[\/S SL/> S

O u O | B HEKOTOPBIX BapHaHTaX OCYIIECTBIICHUS KOJIBLO, HECYIIEee ‘-- , SIBISIETCS
YACTUYHO HEHACHIIEHHBIM, TaK YTO KOJIBLO SIBJSIETCS HEAPOMATHYECKUM U COIEPIKUT TIO

MEHBIIEH Mepe OJAHY ABONHYIO CBsi3b, HAIIPUMEp, OJHY WM JBE NBOWHBIX CBs3U. IIpumepsl

Q0
YACTHYHO HEHACHIIIEHHBIX KOJIEI] BKJIFOYAIOT B Ce0sl MOMHUMO MPOYEro , , O |
NV OY 1w A DD D D
N NH | |
@ @ @ U b Q N N N-N I\N
O 2 S 2 S 2 2 / 2 2 H 2

H, Hwu H B gpyrux Bapuanrax
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Y
OCYILIECTBIIEHHUS KOJIbIIO, HECYIIEE -~ , SBISIETCS TMOJHOCTHIO HEHACBIIEHHBIM U COIEPIKHUT JBE

MRN

r
HUJIN TPHU ABOHUHBIX CBA3U. B ONPCACNICHHBIX BapHUaHTax OCYIICCTBJICHHA KOJIBIO, HECYyIEE *--

ABJIACTCA IOJIHOCTBKY HCHACBHIIICHHBIM. B ONPCACICHHBIX BapUaHTaX OCYIICCTBJIICHUA KOJIbLO,

5
HECYHICE *-- , ABIACTCA NMOJHOCTLIO HCHACBIIICHHBIM U apOMATUYCCKUM. HpI/IMepr IOJIHOCTBIO

elelele

NS | X LN k\ | NS
HEHACBIIIEHHBIX KOJIEI] BKIIFOYAOT B C€0st MTOMUMO MPOYETO , N N N N |
N =
"y ey O
N VI N B
NN g ®

B HekoTOphIX BapuaHTax ocywiecTsienusi Gs mpencrasnser coboit CH(Xi-R%) umu
C(X1-R®), G4 npencrasnser coboit CH(X2-R®) mwmn C(X»-R®), Gs npencrasnser coboit CH(Xs-

R%) umu C(X3-R%), Gs npencrasmser coboit CH(X4-R®Y) mmu C(Xs-R%Y), a xonbio, Hecymee

Y
‘-, SIBISETCSI YAaCTHMYHO HEHACHIIIEHHbIM. B HEKOTOpBHIX BapuaHTax ocyinecTBieHus: G3

2

npencrasnser coboit C(Xi-R%), Gu mpencrasnser coboit C(X2-R®), Gs mpencrasnser coboit

o -
C(X3-R%), G npencrasnser coboit C(Xs-R®Y), a xombuo, Hecymee “--, SBIAETCS MONHOCTHIO
HEHAChIIEHHBIM. B HekoTopeix BapuaHTax ocymectBieHus Gs mpencrasisier codoit CH(Xi-

R%), Gs mnpencrasiser coboit CH(X»-R®®), Gs mnpencraBmser coboit CH(X3;-R®), G

.~

npencrasnser coboit CH(Xus-R®), a komblio, Hecymee {‘-", SIBJISIETCS. HACBIIEHHbIM. B npyrux
BapHaHTaX ocymecTiaenus Gs npexacrasuser coboit CH(Xi-R®®) wumu  C(Xi-R%), G
npencrasusier coboit CH(X2-R®®) mmu C(X»-R®), Gs mpencrasmsier coboit CH(X3-R®) wmm
C(X5-R%), a Gg oTcyTCcTBYeT.

B HekoTOphIX BapuaHTax ocywiecTsienusi Gs mpencrasnser coboit CH(Xi-R%) umu
C(X1-R®), G4 npencrasnser coboit N nmu N(X2-R®), Gs npencrasnser co6oit CH(X3-R) umm

C(Xs-R*®), G mpencrasiser coboit CH(X4-R%) mwm C(X4-R%), a xonbuo, Hecymee ‘-

SABJIACTCA YaCTHYHO HCHACBIIICHHBIM. B HEKOTOPBIX BapHUaHTaX OCYILICCTBJICHUA G3

npencrasiser coboit C(X1-R%), G4 npencrasaser coboit N, Gs npencrasnster codoit C(X3-R5),

. O
G® mnpencrasnser coboit C(Xs-R®Y), a xkomelo, Hecymee “-- , SBISeTCS IMONHOCTBHIO

HEHACHIIIEHHBIM. B HEKoTOphIX BapwaHTax ocymecteieHus Gs mpencrasisier coboit CH(Xi-
R%), G4 mpencrasnster coboit N(X2-R®), Gs npencrasnser coboit CH(X3-R), Ge npencrasnser

. £
coboii CH(X4-R%), a xomblio, Hecymee “--, sABIs€TCS HACHINIEHHBIM. B Ipyrux BapHaHTax

ocymectsnenus: G npexacrasnsier coboit CH(X1-R%) unu C(X;-R%?), G4 npencrapnser coboit N
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it N(X2-R®), Gs npencrasnser coboit CH(X3-R%) mmu C(X3-R%), a G oTcyTcTBYeT.
B HEKOTOpbIX BapuaHTax ocymiecTsienus Gz npencrasnser coboit N unu N(X1-R%), Gy

npencrasusier coboit CH(X2-R®®) mmu C(X»-R®), Gs mpencrasmsier coboit CH(X3-R®) wmm

C(X3-R*®), Gs mpencrasiser coboit CH(X4-R%) mwm C(X4-R%), a xonbuo, Hecymee °--

2

SABJIACTCA YaCTHYHO HCHACBIIICHHBIM. B HEKOTOPBIX BapHUaHTaX OCYILICCTBJICHUA G3

npencrasisier coboit N, Gs npencrasnser coboit C(X2-R®), Gs npencrasnster coboit C(X3-R%),
. O
Gs mnpencrasnsier coboit C(Xs-R®), a xomemo, Hecymee “-- SIBJIIETCSL  TIOJTHOCTBIO

2

HEHACHIIEHHBIM. B HEKOTOPBIX BapMaHTax ocymecTsnenus Gs mpeacrasnser coboit N(Xi-R%?),

Gs mpencrasnser coboit CH(X,-R®), Gs mpencrasnser co6oit CH(X3-R®), Ge npencrapmuser
y )
coboii CH(X4-R%), a xomblio, Hecymee “--, sABIs€TCS HACHINIEHHBIM. B Ipyrux BapHaHTax

ocymectsienus Gs npexncrasnser coboit N umu N(Xi1-R%?), G4 npencrasnser coboit CH(X>-R%?)
it C(X2-R%), Gs npencrasnser coboit CH(X3-R®) umm C(X3-R%), a Gg oTcyTeTByeT.
B HekoTOphIX BapuaHTax ocywiecTsienusi Gs mpencrasnser coboit CH(Xi-R%) umu

C(X1-R®), G4 npencrasnser coboit CH(X2-R%) umn C(X»-R®), Gs npencrasnster co6oit N mm

P

N(X3-R*), Gs npencrasnser coboit CH(Xs-R®Y) wmu C(Xs-R%), a xombuo, Hecyiee -

2

SABJIACTCA YaCTHYHO HCHACBIIICHHBIM. B HEKOTOPBIX BapHUaHTaX OCYILICCTBJICHUA G3

npencrasisier coboit C(X1-R%), Gy mpencrasnser coboit C(X2-R®), Gs npencrasnser coboii N,

. O
Gs mnpencrasnsier coboit C(Xs-R®), a xomemo, Hecymee “-- SIBJIIETCSL  TIOJTHOCTBIO

2

HEHAChIIEHHBIM. B HekoTopeix BapuaHTax ocymectBieHus (s mpencrasisier coboit CH(Xi-

R%), G4 npencrasnster coboit CH(X»-R®), Gs npencrasnster coboit N(X3-R%), Gg mpencrasnser

. £
coboii CH(X4-R%), a xomblio, Hecymee “--, sABIs€TCS HACHINIEHHBIM. B Ipyrux BapHaHTax

2

ocymectsnenus: G mpezcrasusier coboit CH(X;-R®?) umu C(X;-R®?), Gs mpencrapnser coboii
CH(X>-R®®) umu C(X,-R®), Gs npencrasnsier coboit N umu N(X3-R%), a G oTcyTeTByer.
B npyrux BapuaHTtax ocymectsienusi G mpencrasiaser coboit N mmu N(Xi-R%), Gy

npencrasisier coboit CH(X,-R®) mmu C(X,-R®), Gs npencrasnser coboit N mm N(X1-R®), G

MRN

. £
npencrapaser coboit CH(X4-R%) umu C(Xu-R%Y), a komblio, Hecymiee -+, ABIAETCA YaCTUIHO

2

HEHaChIIeHHBIM. B HekoTOphIX BapmaHTax ocymectsieHuss (s mpencrasisier coboit N, Gy

npencrasisier coboit C(X2-R), Gs npencrasmser coboii N, Ge npencrasnser coboit C(Xs-R%Y),

Y
a KOJIbLIO, HECylllee ‘-- , SIBJIIETCS TMOJHOCTHEO HEHACHINIEHHbIM. B HEKOTOPBIX BapHaHTaX

ocymectsnenuss Gs mpencrasiser coboit N(Xi-R%), Gs mpencrasnsier coboii CH(X2-R%?), Gs

. . £
npencrasisier coboit N(X1-R®), Ge npencrasnsier coboit CH(X4-R%Y), a xonbio, Hecymee *--

2
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ABJIIETCA HACBIIEHHLIM. B pyrux BapuaHTax ocymectsieHus Gs mpencrasiser coboil N umu
N(X1-R®), G4 npencrasnser coboit CH(X>-R) umu C(X»-R®), Gs npencrasnser co6oii N umu
N(Xi1-R%), a Gg oTcyTCcTBYeT.

B omnpeneneHHbIX BapuaHTax ocymectsnenus R* u R’ o6bequnstores s o6pazoBaHus —
S-, Gs mpencrasnser coboit CH(X;-R%?), G mpencrasnster coboit N(X,-R®), Gs npencrasnser

f

coboit CH(X;-R%), Gs mpencrasnser coboit CH(X-R%), a xonblo, Hecymiee “-- , sBjsieTcs

2

HACHILIEHHBIM KOJILLIOM. B onpeneneHHbIX BapuaHTax ocymiecTsieHus R* u R o6benuusioTcs

s obpazosanust —S-, Gs, Gs u G kaxabii npencrasisitoT codboit CHy, G4 mpencrasisier codoi

N(X»-R®), a xonb110, Hecymee {‘-", SIBJISIETCS HACBIIIIEHHBIM KOJIBIIOM.

B HEKOTOPBIX U3 MOOBIX BBIIIEYKA3aHHBIX BAPHAHTOB ocymecTsaenus R R Ry R%
KaXIbIA HE3aBUCHMO TpencTaBisiioT codoit Bomopon, Ci-Ceankmn, Ci-CsallkOKCH, TaJIOT€H WJIH -
C(O)R!, rme Ci-Coankun sBnsieTCs HE3aMEIIEHHLIM MM 3aMEIIEHHBIM LUKJIOATKIIOM U
rajoresom; R" ppibpan m3 rpymmer, coctosmeirt us H, Ci-Ceamxuma, Ci-Ceanxoxcu u Cs-
Csuuknoankuia. B HekoTOpeIX BapuaHTax ocymectsiaenns R, R R y RO kawnprit
He3aBuCHMO mnpenactaBisitoT coboii Bomopon, Ci-Cesankmn, Ci1-Csankokcu wuiu rajoreH; B
HEKOTOPBIX BAPUAHTAX OCYIIECTBIEeHHUs Kax/blii R® HezaBrcuMO BBIOpaH U3 rpyMIbl, COCTOAIIEl
3 Cl, F, —CH;, -OCHs, —CF;, —CH;CH:F, —CH(CHj);, —C(O)OC(CHs);, —C(O)CHs,

0]

%I/I W B HekoTOpeIX BapuaHTax ocymectsiaenns R R R® u R® xasxnprit

HEe3aBHCHMO BBIOpaHbl u3 rpymnmsl, cocrosimei u3z H, Cl, F, -CHs, —-OCHj3, —CF3;, -CH,CH,F, —

0]
CH(CHs);, —C(O)OC(CHs)s, —C(O)CHs, % U W B HEKOTOpBIX BapHaHTax

ocymectsiaenust R R R u R kaxpiii He3aBUCHMO BBIOPAHBI U3 PYIIIB, COCTOAMmEH u3 H,

A, ™ []
_OHU Ay W N T O

BapMaHTax ocylecTBaenus R R6b, R% u R® kaxplii HE3aBUCHMO BBLIOPAHBI M3 TPYIIIL

2

JVW
JWV

N, T
N s o
- (s ¢ ? @ Q
cocrosimed n3 H, OH | Q/\ , , N—NH <_7¢ ’
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B HEKOTOPBIX U3 MOOBIX BHIIEYKA3aHHBIX BAPUAHTOB OCYIIECTBIeHHs onuH u3 R% R,
R% u R® Boibpan w3 rpymmsi, coctosimeii u3 Ci-Ceankuna, Ci-CsadKOKCH, rajgoreHa WM -
C(O)R!, rme Ci-Coankun sBNsieTCS HE3aMEIIEHHLIM MM 3aMELICHHBIM LHKJIOATKIIOM U
rajJoreHoM, a ocTajbHble Tpu 13 R% R R u R kaxneri npencrasnsior coboii Bogopon. B
HEKOTOPBIX BapHMAHTax ocymecTsieHus omauH m3 R%, R® R® y R® pLibpan m3 rpymmsr
cocrosimmeit w3 Cl, F, -CH3;, —-OCHs, —CF3;, —CH,CHF, —CH(CH3s),, —-C(O)OC(CHs);, —
0]

C(O)CH, % AV

NPEACTaBISIFOT co00i BOTOPO.

, a ocrampHble Tpu m3 R® R R p R kawnerii

B HekoTOphIX BapuaHTax ocymectsiaenus R R® u R® kaxpiit mpencTapsior coboit
H, a R% Bribpan u3 rpynmbi, cocrosimedi u3 Ci-Ceankuma, Ci-CealKOKCH, rajoreHa HiId -
C(O)R!, rme Ci-Coankun sBnsieTCs HE3aMEIIEHHLIM MM 3aMEIIEHHBIM LUKJIOATKIIOM U
rajoreHomM. B HekoTopbix BapmaHTax ocymecTsiaenuss R R® u R kaxmpiii mpemcTapmsior
coboit H, a R® Bui6pan us rpymmsl, coctosmeil u3 Cl, F, -CHs, -OCH3;, —CF;, -CH,CH,F, —
0]

CH(CHs);, —C(O)OC(CHs)s, —C(O)CHs, % U W B HEKOTOpBIX BapHaHTax

ocymectsienuss R R® u R kaxmpiii mpencrapmsor coboit H, a R® BwiOpan u3 rpymmsr,
cocrosimeit u3 Ci-Ceankmna, Ci-Ceankoxcn, ranorena wim -C(O)RY, roe Ci-Ceankun sBnsercs
HE3aMeIeHHbIM UM 3aMeLleHHbIM LMKJIOAJKMIOM UM FajJoreHoM. B HeKOTOpBIX BapUaHTax
ocymectsiaenuss R R® u R kaxmpiii mpencrapmsaor coboit H, a R® BwiGpan u3 rpymsr,

cocrosimmeit w3 Cl, F, -CH3;, —-OCHs, —CF3;, —CH,CHF, —CH(CH3s),, —-C(O)OC(CHs);, —
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C(O)CH3, u W B HEKOTOpHIX BapHaHTax ocymecTsaenms R® R u R
Kb mpencTassorT coboit H, a R® sriGpan us rpynmsr, cocrosmmeii us Ci-Ceankxuna, Ci-
Ceankokcu, ramoreHa wumu -C(O)RY rme Ci-Ceankun sBnsercs HE3aMEIIEHHBIM M
3aMeIleHHbIM [UKJIOAIKIIOM WU rajoreHoM. B HeKoTopbIX BapuaHTax ocyiectsiaenus R R

1 R% kaxerii npencrasmnstor co6oit H, a R®® BriGpan u3 rpymmel, cocrosmeii u3 Cl, F, —CHs, —

o)

OCH3, —CF3, —CH,CH:F, —CH(CH;)s, ~C(0)OC(CHs)s, —C(O)CH;, u W B

HEKOTOPHIX BapHaHTax ocymecTsneHus R% RO u R® xaxpiii npencrasusror codoit H, a R%

BBIOpaH n3 rpymmsl, cocrosmeii u3 Ci-Ceankuna, C1-Csankoken, ranorena umu -C(O)RY, rae Ci-

Coankun sIBASETCS He3aMeLleHHLIM HIM 3aMeleHHLIM IMKIOAJKHIOM WM TajoreHoM. B

HEKOTOPHIX BapHaHTax ocymecTsneHns R% R u R® xaxnpiii npencrasisror codoit H, a R%

BbIOpaH w3 rpynmbl, coctosimed w3 Cl, F, —CHs, —OCHj3, —CF3;, —-CH,CHF, —CH(CH3),, —
0]

C(0)OC(CHs)s, ~C(O)CHs, a4

B HEKOTOPBIX U3 JIFOOBIX BBINIEYKA3aHHLIX BAPMAHTOB OCYIECTBIEHHUs nBa n3 R% ROP
R u R® ri6pansl u3 rpymmel, cocrosmeii u3 Ci-Ceankuna, Ci1-CoalIKOKCH, raloreHa Hid -
C(O)R!, rme Ci-Coankun sBnsieTCs HE3aMEIIEHHLIM MM 3aMEIIEHHBIM LUKJIOATKIIOM U
rajJoreHoM, a ocTabHble ABa u3 R% R R u R® kaxmeiii npencrasnsror coboit Bogopon. B
HEKOTOPBIX BapHMAHTax ocyliecTBieHHs nsa u3 R% R®® R® u R pribpanbr u3 rpymmsr
cocrosimmeit w3 Cl, F, —CH3;, —OCH3, —CF3;, —CH,CH,F, —CH(CHs),, —C(O)OC(CHs)s,

o)

C(O)CH, AV

NPEACTaBISIFOT co00i BOTOPO.

2

, a ocrampHble mBa m3 R% R R y R kaxnpiit

B HEKOTOpBIX BaphaHTax ocymecTtsienus R% u R kaxmpiii npencrasnsmoT coboii H, a
R% u R® meszaBucumo BbIOpaHbl u3 rpymmbr, coctosimed n3 Ci-Ceankmma, Ci-Ceankokcw,
ranorera uma -C(O)RY rme Ci-Ceankun sBISeTCS He3aMEIIEHHBLIM MM  3aMEI[EHHBIM
IUKIOATKUIOM MIIA TAaloTeHOM. B HEKOTOphIX BapuaHTax ocymecTsiaenust R® u R kaxprit
npencTaBoT coboit H, a R® u R mesapucumo BbIOpaHb! u3 rpymmsl, coctosmmeit us Cl F, —

o)

CHs;, -OCH;, —CF;, —-CH,CHyF, —CH(CHs),, —C(O)OC(CH3)s;, —C(O)CHs, 151
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W. B HEKOTOpHIX BapHaHTax ocyimiecTiaeHus R u R® kaxplii npencTaBisior coboii
H, a R®® u R% nezaBucumo BuGpansl u3 rpymmsl, coctosmei u3 Ci-Ceankxuna, Ci-Coankokc,
ranorera uma -C(O)RY rme Ci-Ceankun sBNsS€TCS HE3aMENIEHHBIM MM 3aMEIIeHHBIM
LUKJIOAJKWJIOM WJIM TajJOreHoM. B HEKOTOpBIX BapUaHTax OCYLIECTBJICHUS R% u R®® kaskmprit
npencTapoT coboit H, a R® u R% nesasucumo BBIOpans u3 rpymmsl, coctosumeit us Cl F, —

O
CHs;, -OCH;, —CF;, —-CH,CHyF, —CH(CHs),, —C(O)OC(CH3)s;, —C(O)CHs, 151

W. B HekoTOpBIX BapHaHTax ocymecTsieHns R® u R% xaxnprii mpencTaBisior coboit
H, a R®® u R nesasucumo BeIGpaHsl u3 rpymmsl, coctosieit us Ci-Ceankuna, Ci-CoakokcH,
ranorera uma -C(O)RY rme Ci-Ceankun sBNsS€TCS HE3aMENIEHHBIM MM 3aMEIIeHHBIM
LUKJIOAJKUJIOM WJIM TaJIOT€HOM. B HEKOTOpBIX BapHUaHTax OCYLIECTBJICHUS R® u R® kaxmbrit
npencTaBoT coboit H, a R® u R Hesapucumo BbIOpaHb! U3 rpymmsl, coctosmmeii us Cl F, —

O
CHs;, -OCH;, —CF;, —-CH,CHyF, —CH(CHs),, —C(O)OC(CH3)s;, —C(O)CHs, 151

W. B HekoTOphIX BapHaHTax ocymecTsieHns R®® u R® xaxnpiii mpeacTaBisior coboit
H, a R®* u R® nesasucumo BeiGpans u3 rpymmsl, coctosiei us Ci-Ceankuna, Ci-CoakokcH,
ranorera uma -C(O)RY rme Ci-Ceankun sBISeTCS He3aMEIIEHHBLIM MM  3aMEI[EHHBIM
LUKJIOAJKUJIOM WJIM TaJIOT€HOM. B HEKOTOpBIX BapHUaHTax OCYLIECTBJICHUS R® u R®® kaxmpiit
npencTaBoT coboit H, a R® u R mesapucumo BbIOpaHb! u3 rpymmsl, coctosmmeit us Cl F, —

O
CHs;, -OCH;, —CF;, —-CH,CHyF, —CH(CHs),, —C(O)OC(CH3)s;, —C(O)CHs, 151

W. B HekoTOphIX BapuaHTax ocymectsaenns R®® u R% xaxnpiii mpencTapmsior coboii
H, a R u R® nesaBucumo BeiOpanbl u3 rpymmsl, coctosmeii u3 Ci-Ceankuna, Ci-Coankoken,
ranorera uma -C(O)RY rme Ci-Ceankun sBISeTCS He3aMEIIEHHBLIM MM  3aMEI[EHHBIM
LUKJIOAJKWJIOM WIM TFaJIor€HOM. B HEKOTOpBIX BapuaHTax OCYLUECTBJIEHUS R® u R kaskmprii
npencrasisior coboii H, a R® u R® nesasucumo BbIGpaHbl U3 rpynmbl, coctosimeit u3 Cl, F, —

O
CHs;, -OCH;, —CF;, —-CH,CHyF, —CH(CHs),, —C(O)OC(CH3)s;, —C(O)CHs, 151

W. B HekoTOphIX BapHaHTax ocymecTsieHns R® u R% xaxnprii mpencTaBisor coboit
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H, a R®* u R® nesasucumo BeiGpansl u3 rpymmsl, coctosieit us Ci-Ceankuma, Ci-CoakokcH,
ranorera uma -C(O)RY rme Ci-Ceankun sBISeTCS He3aMEIIEHHBLIM MM  3aMEI[EHHBIM
IUKIOATKUIOM MIIA TaloTeHOM. B HEKOTOphIX BapHaHTax ocymecTsaenust R u R kaxpiit
npencTaBInoT coboit H, a R® u R® mesapucumo BbIOpaHb! u3 rpymmsl, coctosmmeit us Cl F, —

o)

CHs;, -OCH;, —CF;, —-CH,CHyF, —CH(CHs),, —C(O)OC(CH3)s;, —C(O)CHs, 151

W |

B HEKOTOPBIX U3 MOOLIX BBINIEYKA3aHHBIX BAPUAHTOB OCyIIecTBIeHus Tpu u3 R R

R u R® ri6pansl u3 rpymmel, cocrosmeii u3 Ci-Ceankuna, Ci1-CoalIKOKCH, raloreHa Hid -

C(O)R!, rme Ci-Coankun sBnsieTCs HE3aMEIIEHHLIM MM 3aMEIIEHHBIM LUKJIOATKIIOM U

rajoreHoM. B HEKOTOPBLIX BapHAHTaxX ocyliecTiaeHus Tpu u3 R® R R y R pribpansr u3

rpymsl, cocrosimieit u3 Cl, F, -CH3z, —OCHj3, —CF3;, -CH,CHyF, —CH(CH3),, —C(O)OC(CH3)3, —
0]

C(O)CH3, u W B HEKOTOpBIX BapuaHTax ocymectsaenus R® R RS y RS
Kbl BbIOpaHbl u3 rpymmsbl, coctosmed u3 Ci-Ceanknina, Ci-CsanKokcH, rajoreHa Wid -
C(O)R!, rme Ci-Coankun sBnsieTCs HE3aMEIIEHHLIM MM 3aMEIIEHHBIM LUKJIOATKIIOM U
rajoreHom. B HekoTOpbIX BapuaHTax ocymecTsaenns R% R R u R® kaxplit npencrasistoT

coboit Bogopo.

B HeKOTOpBIX BapHaHTax OCYIIECTBICHHUS 5 npencrasiser coboi R®X , Xo

dody ey

OTCYTCTBYET, MpPEINCTABISET COOOU : m papHo 1-6; R®
npencrasusier coboit Bomopon, Ci-Ceankun, Ci-Ceankoxcu, ranoren mmu -C(O)RY rpme Ci-
CoaNKu SIBISETCA HE3aMEIIEHHBIM MM 3aMelleHHBIM IMKJIOAJKMIOM HIM rajoreHoM; a R!

BbIOpaH u3 rpymnmel, cocrosimeil n3 H, Ci-Ceankuna, Ci-Csankoxcn nmn Cs-Cgrpknoankuia. B

HEKOTOPHIX BAPMAHTAX OCYIIECTBICHHUS O npencraBuser coboit RPX , Xo

otcytersyer, a R® Bri6pan u3 Bogopona Cl, F, -CH;, -OCH3, —CF3, -CH,CH,F, -CH(CH3),, —
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0]
C(0)OC(CHs);, —C(O)CH3, u W B HekoTOphIX BapuaHTaxX OCYLIECTBIICHHS
4
R® —

T
Gél‘"iGG o b X 6b

Cs npezacrasisier codoit R™~%2 , Xz orcyrcTByeT, a R™ BoIOpan u3 Bogopona, —CHs, —

0]
CH,CH,F, —CH(CHj)s, ~C(0)OC(CHs)s, ~C(O)CH, R v4
- R4
R5
S
G422 Ge .
B HeKOTOpBIX BapHaHTaX OCYIECTBJIEHUS 5 npezcTaBisier coOoit B
=~ R4 - =
R5
G3,—-\ R6a
G‘;:-iGG e 6t

HEKOTOPBbIX BapUAHTaX OCYLIECTBIECHUS  ©5 npezcTaBysier coOoi , R ,

= =

/ R6a
R®  R® Ry R® | rme R® R R® u R® kaxmplii HE3aBUCHMO BBIOPAHBI U3

rpymel, coctosimeit 3 Ci-Ceankmna, Ci-Coankoxen, ranorena mwm -C(O)RY rne Ci-Coanxun

ABJIACTCA HE3aMCIICHHBLIM HJIM 3aMCIICHHBIM HUKIJIIOAJIKWUIOM HJIM TaJIOTCHOM. B HEKOTOPBIX

= ~
= 4

R / R6a

RS 2 ~
Gg,-~, N7 | |
R | N NX
Gy2-7.Gg

N , R6¢ , R ,

BapUAHTaX OCYLIECTBJCHUS 5 IpesCTaBisieT coOoi

=
z Z Z Z Z ~ =
N/
R | 6a
1 L1 L1 Y)Yy Y1ty O
Sy , R Sy , R® SNRE e N , R® R X Re oo AN RebJ\\N ,

2 2 2
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= 7
/ 6a
Z RF
N |N NZ” | N |N
YA Y

Rec RG

2

unu R® | rme R® R R® u R xaxnplii He3aBUCHMO BBIOPaHBI U3
rpymel, coctosimeit 3 Ci-Ceankmna, Ci-Coankoxen, ranorena mwm -C(O)RY rne Ci-Coanxun

ABJIACTCA HE3aMCIICHHBLIM HJIM 3aMCIICHHBIM HUKIJIIOAJIKUIOM WK TaJJOI'CHOM. B HEKOTOPBIX

BApMAHTAX OCYLIECTBJEHUs 5 npeacTaBisier coOon , rae R% BuiGpan u3

rpymmbl,  coctosimedt w3 —CHs;, —-CHCHF, —CH(CHs),, —-C(O)OC(CHs);, —-C(O)CHs,

O R5

A
% ‘L{W G4:"/Ge
u . B HEKOTOpbIX BapHaHTaX OCYLIECTBJICHUS  ©5 NPEACTaBIISIET

=

coboii R® , rie R® Bri6pan u3 rpynmsl, cocrosimeii us —CHs, -CH,CH,F, -CH(CHj3),, —
0]

C(0)OC(CHs);, —C(O)CH3, u W B HekoTOphIX BapuaHTaxX OCYLIECTBIICHHS

=t npefcTasaser coboit  R® | rme R Bpibpan us rpymmbi, cocrosimeit uz —CHs, —
0]
CH,CH,F, —CH(CHs),, —-C(O)OC(CHzs);, —C(O)CHs, U W B HekOTOpBIX

=~ “R* =
R5
Gs,- -,
Ly s
GargCe - R6d 6b 6d .
BAPHUAHTAaX OCYIIECTBIICHUS 5 npencTasisier codoit R , Tne R* u R™ kaxnapiil

HE3aBUCHMO BbIOpaHbl u3 rpymmbl, cocrosimeir w3 —CHs, —-CH,CHyF, —-CH(CHs3),, -



O
C(0)OC(CHs);, —C(O)CH3, u W B HekoTOphIX BapuaHTaxX OCYLIECTBIICHHS
7
R6a
IpEeACTaBIAeT CcOOOM R® | rme R® u R® kaxnplii He3aBHCHMO BLIOPAHBI U3

rpymmbl,  coctosimedt w3 —CHs;, —-CHCHF, —CH(CHs),, —-C(O)OC(CHs);, —-C(O)CHs,

o)

NPEeCTABIISIET

N

coboit . B npyrux BapuaHTax OCyLIECTBJICHUS npencrasisier codoi

B HeKOTOpHIX BapuaHTax ocymectsienus G u Gy kaxblii mpeacrassior coboit CH; R!
npencrasisier coboit ~OH; R? Beibpan u3 rpymmsl, coctosmeii u3 -C(O)R?, -S(O)R?, -S(O).R¢, -
NHC(O)RY, -NHS(O)pR®, -Ci-Ceankun-Rf, -Cr-Ceankenun-RE  He3aMeIeHHOTO WM
3aMEIIEeHHOr0  IMKJIOAJKWiIa, HEe3aMEeLIEHHOrO0 WM 3aMEelleHHOro LMKJIOAJKeHWNa U
HE3aMeIEHHOro WM 3aMelleHHOro reTepouukioankuia; R? npencrasnser coboii Bomopon, Ci-
Ceankokcu unu ranores; a R* u R® xaxplii npencrassior coboii H. B HEKOTOPLIX BapuaHTax
ocymectsnenust Gi u Gy xaxabIii npexactasisor coboit CH; R! mpencrasnser co6oit —OH, a R?
BBIOpaH U3 rpymmbl, cocrosmedt uz -C(O)R? -S(O)RS, -NHC(O)RY, -NHS(O)R®, -C»-
Ceankenun-RE u He3aMeIEHHOro WM 3aMeIleHHOro LuKIoankenuna, R* npencrasnser coboit
Bogopon, ~OCH; unu F; a R* u R® kaxplii npencrasnsior co6oii H. B HEKOTOPBIX BapMaHTax
ocymectsnenuss G1 u Gy kaxaeli npencrasistor codoit CH; R! npexncrasnsier coboit —OH; R?
BbIOpaH w3 rpymnbl, cocrosmeirr n3 —CHO, -C(O)CHs, -C(O)CHzF, -C(O)CH=CH,, -
S(0),CH=CH,, -C(O)C=CH, -C(O)C=CCHs;, -NHS(0)CH=CH,, -NHC(O)CH=CH,, -

O N/\)\ Q \ Q
Lo TLLTT Yy
C(0)C(=CH,)CHs, o, H : : :

o)
\ //
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Yo

O R’ nmpencrasnser coboit Bogopoa, ~-OCH; umu F; a R* u R®
KXl npeactaBisitor coboit H. B HekoTopeix Bapuantax ocyuiectBieHus Gi u Gz Kaxablid
npencTasisoT coboit CH; R? mpeacrasnser coboit —OH; R! BeiOpan u3 rpynmsl, cocTosiei us -
C(O)R?, -S(O)R®, -S(O)R®, -NHC(O)RY, -NHS(O)R®, -Ci-Csankun-Rf, -Cr-Coankenun-RE,
HE3aMEIEHHOr0 MJIM 3aMEIleHHOTO LHKJIOAJKWIA, HE3aMEIIeHHOrO WM 3aMEIIeHHOrO
LUKJIOANKEHHIA M He3aMeIeHHOro MM 3aMeIleHHOro rerepouukioankuna, R’ npencrapnser
coboii Bomopon, Ci-Ceankokcu umu ramorer; a R* u R® xaxnelii npencrasastor coboit H. B
HEKOTOPBIX BapuaHTax ocymectsienus Gi u Gy Kaxablii mpeacTasisioT coboit CH; R?
npencrasisier coboii —~OH; R! Bribpan u3 rpynmbi, coctosmeii us -C(O)R? -S(O):R®, -
NHC(O)RY, -NHS(O)R®, -Cr-CoankeHun-R€ ¥ HE3aMEIIEHHOTO WJIM  3aMEILIEHHOTO
uuknoankenuna;, R° mpexcrasmsier cobGoit Bomopox, —OCHs; umum F; a R* u R° kawwlii
npenctaBisiioT cobori H. B HekoTopbix Bapuwantax ocymectBieHuss Gi1 u Gy  Kakabid
npencrasisor coboit CH; R? npencrasnser coboit ~OH, a R! BbiOpan us rpymnmbl, cocTosimeii
n3 —-CHO, -C(O)CH;, -C(O)CH:F, -C(O)CH=CH,;, -S(0);CH=CH;, -C(O)C=CH, -

@]

Iy

C(0)C=CCHs, -NHS(0),CH=CH,, -NHC(O)CH=CH,, -C(O)C(=CH,)CHs, :

@]
\/\)\O Q i
N
LA A 7z S PQ
N~ N "O =
H 2 2 2 N7OI/I

O ; R* mpencrapnser coboit Bogopon, ~OCHs umu F; a R* u R® kaxplii npeacTapisioT

coboii H. B 060M 13 BbIlIEyKa3aHHBIX BAPUAHTOB OCYIIECTBJIEHUS OG5 NPEACTaBIISIET
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™ NS
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R  R® unu R® | rme R® R R® u R xaxnplii He3aBUCHMO BBIOPaHBI U3

2 2

2 2 2

rpymel, coctosimeit 3 Ci-Ceankmna, Ci-Coankoxen, ranorena mwm -C(O)RY rne Ci-Coanxun
SIBJISIETCS] HE3aMELIEHHBIM HJTH 3aMeI€HHbIM LIUKJIOATKHIIOM HITH FaJIOT€HOM.

B HekoTOphIX BapuaHTax ocymectsnenus: G u Gy kaxblii npeacrasisioT coboit CH; R!
npencrasisier coboit ~OH; R? Beibpan u3 rpymmsl, coctosmeii u3 -C(O)R?, -S(O)R?, -S(O).R¢, -
NHC(O)RY, -NHS(O)pR®, -Ci-Ceankun-Rf, -Cr-Ceankenun-RE  He3aMeIeHHOTO WM
3aMEINEHHOT0  LUKJIOAJKHIA, HE3aMEIIEHHOTO HJIM 3aMELICHHOrO LHUKJIOAJKeHHIa |
HE3aMeIEHHOro WM 3aMelleHHOro reTepouukioankuia; R? npencrasnser coboii Bomopon, Ci-
Ceankokcu uau rajoren; a R* u R® obbemunstorcs ans obpazosanus —S-. B HEKOTOpBIX
BapuanTax ocymectsienus Gi1 u Gz kaxablil npeacrasstor coboit CH; R! npencrasnsier coboit
—OH, a R? suibpan u3 rpymmsl, coctosmeii u3 -C(O)R?, -S(0)R, -NHC(O)RY, -NHS(O)R®, -
C,-Coankenun-Ré 1 He3aMELIEHHOTO HJM 3aMELIeHHOro LukioankeHuna, R’ mpencrapiser
coboit Bonopoa, ~OCHs umu F; a R* u R® o6benunsiorcs anst obpaszoBanus —S-. B HEKOTOpBIX
BapuanTax ocymectsienus Gi1 u Gz kaxablil npeacrasstor coboit CH; R! npencrasnsier coboit
—OH; R? Bpibpan u3 rpynmsl, cocrosimeii u3 —CHO, -C(O)CHs, -C(O)CH,F, -C(O)CH=CH,, -
S(0).,CH=CH,, -C(O)C=CH, -C(O)C=CCH;, -NHS(0),CH=CH., -NHC(O)CH=CH,, -

O

O | X N/\)\ ? A 2
Lo TLLTT Yy
C(0)C(=CH»)CHz, O, H ) 5 5

N\
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, O u O R’ nmpencrasnser coboit Bogopoa, ~-OCH; umu F; a R* u R®
oObenuHSIIOTCS s oOpa3oBaHusi —S-. B HekoTopeix BapuaHtax ocyumectBieHus Gi u G
KaxbIi npencrasisior coboii CH; R? mpencrasnser coboit —~OH; R! Bribpan us rpynmbi,
cocrosmeii u3 -C(O)R?, -S(O)R®, -S(O)R®, -NHC(O)R?, -NHS(O),R®, -Ci-Coanxun-RE, -Cs-
CeankeHnn-RE, He3aMEIIEHHOTO0 WM 3aMEIEHHOrO MHKJIOAJKUJIA, HE3aMELIEHHOTO HJIH
3aMEIEHHOr0 MUKJIOANKEHHIA M He3aMEIeHHOro MM 3aMelIeHHOro reTepolukioankuna; R?
npencrasnser coboit somopon, Ci-Ceankokcu umu ramored; a R* u R’ obbenunsroTes s
obpasoBanusi —S-. B HekoTophix BapuaHTax ocyiiectBieHus Gi U Gy KakIbIil MPENCTaBISIOT
coboit CH; R? mpencrasnser coboit ~OH; R! BbiGpan u3 rpynnsl, coctosimeii uz -C(O)R?, -
S(O)R®, -NHC(O)R?, -NHS(O),R®, -C»-Csankennun-Ré u HE3aMEIEHHOTO MM 3aMEIIEHHOTO
uuknoankenuna; R npencrasnser coboit Bomopon, ~OCH; unu F; a R* u R® o6benunstores ans
obpazoBanusi —S-. B HekoTophix BapuaHTax ocyiiectBieHuss G1 U Gy KakKIbIil MPENCTaBISIOT
coboit CH; R? npencrapnser coboit ~OH, a R! BbiGpan u3 rpynmel, cocrosmeii us ~CHO, -
C(O)CH;, -C(O)CH:F, -C(O)CH=CH,, -S(0)CH=CH,, -C(O)C=CH, -C(O)C=CCH;, -
@]

E)S(O/ |
| N N
7 N,go W\© N‘\@ m
H , , , N , O u

NHS(0),CH=CH,, “NHC(O)CH=CH,, -C(0)C(=CH,)CHs,

O ; R’ mpencrasnsier coboii Bomgopon, —OCH; umu F; a R* u R’ obbegunstorcs s

2

obpazoBanuss —S-. B mo0oM W3 BBIIEYKA3aHHBIX  BAPUAHTOB  OCYLIECTBIICHHS

~ o RBb—X]
Cs npezncTasisier coboi R , X5 otcyreryer, a R®® BriGpan u3 Bomopona, —~CHs, —

o)

CH,CH,F, —CH(CHj)s, ~C(0)OC(CHs)s, ~C(O)CH, %H Aav4
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B HexoTopbIx BapmaHTax ocymectsieHus oguH u3 Gi u Gy mpexncrasisier coboit N, a
npyroit mpencrasnser coboit CH; R! mpencrasnser coGoit —OH; R? BeiGpan u3 TpymmbL
cocrosmeii u3 -C(O)R?, -S(O)R®, -S(O)R®, -NHC(O)R?, -NHS(O),R®, -Ci-Coanxun-RE, -Cs-
CeankeHnn-RE, He3aMEIIEHHOTO0 WM 3aMEIEHHOrO MHKJIOAJKUJIA, HE3aMELIEHHOTO HJIH
3aMEIEHHOr0 MUKJIOANKEHHIA M HEe3aMEIIEHHOTo MJM 3aMelleHHOro reTepoluknoankuna; R?
npencTasiser coboit Bogopon, Ci-Ceankokcu umu ranores; a R* u R® kaxplit mpeacTapisioT
coboit H. B HekoTOphIx BapuaHTax ocymecTsieHus: ogud u3s Gi u G mpencrasisier codoit N, a
npyroit mpencrasnser coboit CH; R? mpencrasaser coboit —OH; R! BeiGpan u3 rpymmsi
cocrosmeii u3 -C(O)R?, -S(O)R®, -S(O)R®, -NHC(O)R?, -NHS(O),R®, -Ci-Coanxun-RE, -Cs-
CeankeHnn-RE, He3aMEIIEHHOTO0 WM 3aMEIEHHOrO MHKJIOAJKUJIA, HE3aMELIEHHOTO HJIH
3aMEIEHHOr0 MUKJIOANKEHHIA M HEe3aMEIIEHHOTo MJM 3aMelleHHOro reTepoluknoankuna; R?

npencTasiser coboit Bogopon, Ci-Ceankokcu umu ranores; a R* u R® kaxplit mpeacTapisioT

coboii H. B 11000M U3 BbIIEYKAa3aHHBIX BAPHAHTOB OCYLIECTBJICHHS 5 NPEACTaBIISIET

= = = =
= = = R6a \é/r P RS 2
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N RO RO Sy REd  Reb AN REC REb X RGd N N Reb
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c , R6b I/IHI/I

R6° , rae R® R R® y R kaxnplii He3aBUCUMO BHIOPAHBI U3
rpymel, coctosimeit 3 Ci-Ceankmna, Ci-Coankoxen, ranorena mwm -C(O)RY rne Ci-Coanxun
SIBJISIETCS HE3aMEIIEHHBIM MJIH 3aMEI€HHBIM HUKJIOANKIIOM WU TaJIOTEHOM.

B HexoTopbIx BapmaHTax ocymectsieHus oguH u3 Gi u Gy mpexncrasisier coboit N, a
apyroii npencrasnsier coboit CH; R! mpencrasnsier coGoit —OH; R’ BeiOpaH U3 Ipymnmbl,

cocrosmeii u3 -C(O)R?, -S(O)R®, -S(O)R®, -NHC(O)R?, -NHS(O),R®, -Ci-Coanxun-RE, -Cs-
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CeankeHus-RE, He3aMeLIEHHOr0 WM 3aMEIIEHHOTO LHUKJIOAJKWIA, HEe3aMEeIIEHHOTO WIIN
3aMEIEHHOr0 MUKJIOANKEHHIA M HEe3aMEIIEHHOTo MJM 3aMelleHHOro reTepoluknoankuna; R?
npencrasnser coboit somopon, Ci-Ceankokcu umu ramored; a R* u R’ obbenunsroTes s
oOpaszoBanusi —S-. B HeKOTOpbIX BapuaHTax ocyiiecTBieHus oaud u3 Gi u Gy mpencraBisier
coboii N, a xapyroii mpeacrasnser coboit CH; R? mpencrasnser coboit —OH; R! Beibpan us3
rpymel, coctosimeit us -C(O)R?, -S(O)RP, -S(0),R¢, -NHC(O)RY, -NHS(0):R¢, -C;-Coamkun-RE
-C2-Csankennn-RE, He3aMeIEeHHOTO WM 3aMEINEHHOTO IMKJIOANKWIA, HE3aMELIEHHOTO WIIH
3aMEIEHHOr0 MUKJIOANKEHHIA M HEe3aMEIIEHHOTo MJM 3aMelleHHOro reTepoluknoankuna; R?

npencrasnser coboit somopon, Ci-Ceankokcu umu ramored; a R* u R’ obbenunsroTes s

obpazoBanuss —S-. B mo0oM W3  BbIIEYKAa3aHHBIX  BAPUAHTOB  OCYLIECTBJICHUS
= R4 a S
R® —
G3--
Ly s
G4272Gs o by’ 6b
Gs npencrasisier coboit R7% , X2 orcyrcTByer, a R” BoiOpan u3 Bogopona, —CHs, —
0]
CH,CH,F, ~CH(CHs),, —C(O)OC(CHs)s, ~C(0)CHs, u W

B HekoTOpeIX BapuaHTax ocymecTsnenuss G u Gy oba mpencrasisioT coboit N; R!
npencrasisier coboit ~OH; R? Beibpan u3 rpymmsl, coctosmeii u3 -C(O)R?, -S(O)R?, -S(O).R¢, -
NHC(O)RY, -NHS(O)pR®, -Ci-Ceankun-Rf, -Cr-Ceankenun-RE  He3aMeIeHHOTO WM
3aMEINEHHOTO0  LUKJIOAJKHIA, HE3aMELUIEHHOTO WM 3aMELICHHOr0 LUKJIOAJKeHHWIa |
HE3aMeIEHHOro WM 3aMelleHHOro reTepouukioankuia; R? npencrasnser coboii Bomopon, Ci-
Ceankokcu unu ranores; a R* u R® xaxplii npencrassior coboii H. B HEKOTOPLIX BapuaHTax
ocymectsnenus G u G, oba npezcrasisoT codoit N; R? npencrasnsier coboit —OH; R! Bribpan
u3 rpynmbl, coctosmeit u3 -C(0)R? -S(O)R?, -S(0):R®, -NHC(O)RY, -NHS(0),R®, -C1-Coankui-
R -C;-Csankennn-RE, He3aMeleHHOTO MM 3aMEIeHHOTO [UKIOATKIIA, HE3aMEIEHHOTO M
3aMEIEHHOr0 MUKJIOANKEHHIA M HEe3aMEIIEHHOro MM 3aMelIeHHOTo rerepolukaoankuna; R?

npencTasiser coboit Bogopon, Ci-Ceankokcu umu ranores; a R* u R® kaxplit mpeacTapisioT

coboii H. B 11000M U3 BbIIEYKAa3aHHBIX BAPHAHTOB OCYLIECTBJICHHS 5 NPEACTaBIISIET
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, N WU , tme R” R R* m R"® kaxapiii HE3aBUCUMO BBIOpAaHBI U3

rpymel, coctosimeit 3 Ci-Ceankmna, Ci-Coankoxen, ranorena mwm -C(O)RY rne Ci-Coanxun
SIBIIIETCSI HE3aMEIEHHBIM WJTH 3aMEIEHHBIM [IUKJIOATKUIOM HITH FaJIOT€HOM.

B HekoTOpeIX BapuaHTax ocymecTsnenuss G u Gy oba mpencrasisioT coboit N; R!
npencrasisier coboit ~OH; R? Beibpan u3 rpymmsl, coctosmeii u3 -C(O)R?, -S(O)R?, -S(O).R¢, -
NHC(O)RY, -NHS(O)pR®, -Ci-Ceankun-Rf, -Cr-Ceankenun-RE  He3aMeIeHHOTO WM
3aMELICHHOTO LUKJIOAJKWIA, HE3aMEIleHHOr0 WM 3aMEI[eHHOr0 LUKJIOAJKeHWSIa U
HE3aMeIEHHOro WM 3aMelleHHOro reTepouukioankuia; R? npencrasnser coboii Bomopon, Ci-
Ceankokcu uau rajoren; a R* u R® obbemunstorcs ans obpazosanus —S-. B HEKOTOpBIX
BapuaHTax ocymectsnenus: G u G, o6a npencrasistoT coboit N; R? nmpeacrasnser coboii —OH,
R! BrIGpan u3 rpymmsl, cocrosameii us -C(O)R?, -S(O)RP, -S(0):R¢, -NHC(O)RY, -NHS(O)%RS, -
Ci-Csankun-Rf, -Cy-CoankeHnn-RE, He3aMEIIEHHOrO MM 3aMEIEHHOTO  I[HKJIOAJKHIIA,
HE3aMEIEHHOr0 WM 3aMEIleHHOrO LUKJIOAJIKEHWJIa M HE3aMEIIEHHOrO WM 3aMEIIeHHOTO
reteporuknoankuna, R? npencrasnser coboit Bogopon, Ci-Ceankokcu umu rajnores; a R* u R’

oObpenuHsIOTCS It 00pa3oBaHus —S-. B moOoM U3 BhIIeyKa3aHHBIX BAPHAHTOB OCYIIECTBIICHUS

o RBb—X]
Cs npezncTasisier coboi R , X5 otcyreryer, a R®® BriGpan u3 Bomopona, —~CHs, —

o)

CH,CH,F, —CH(CHj)s, ~C(0)OC(CHs)s, ~C(O)CH, a4
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B HEKOTOpHIX BapHaHTaX ocymiecTsieHus, xorma R! mpexcrasmsier coboii —OH; R?
npencrasnser coboit —~CHO; R® mnpencrasmser coboit H; Gi, Gz, Gs, Gs u G Kaxmblii
npencTasisoT coboit CH; a R* u R® kaxnwiit npeacrasnsior coboii H, Gs ne ssnserca CH, CBr,
COCH3, CCH3, Ccl unu CF. B HekoTOpbIX BapuaHTax ocylnecTieHus, korna R! npencrapnser
coboit —OH; R? npencrasmnsier coboit -CHO; R® npencrasnster coboit H; Gi, G2, Gs, Gs u G
KX AbIH mpeacTaBisor coboii CH; a R* u R® kaxmprit npenctaBisiioT codoit H, Gy He siBsiercst
—CF;. B HexoTOphLIX BapHaHTaX OCyllecTBieHus, xorga R! mpexcrasmsier coboit —CHO; R?
npenctasnser coboit -OH; R® npencrasnser coboit H; Gi, Gz, Gs u Ge Kaxaplil MPeACTaBIAIOT
coboit CH; R* u R® kaxnwlit npencrapnstor coboii H; a G npexncrasnsier coboit -OCH3, Gs He
ABNIIETCA H-TIPOMMIOM. B HEKOTOPBIX BapMAHTax OCYyLIeCTBIeHHs, korma R! mpexcrasnser
coboit ~NHC(O)CH3; R? mpencrasnsier coboii -OH; R® mpencrasnser coboit H; Gi u Go
KaXAbld npeacrapisitor coboii CH; a R* u R’ kaxmprii npencTaBisiFoT codoit H; mo menbineit
Mmepe oauH u3 G3, G, Gs u Ge sBsiercst ornmuyHbiM 0T CH.

B onnom acniekte coenunenne @opmynel (1) sBnsiercs coennmaenuem @opmyel (1a):

5 (Ia)

WM TayToMmMep, Wi (apMaleBTUYEeCKH nOpuemsieMass cojb  Jroboro w3
sbimenepeuncinennslx, rae RN R% R R* R® Gy, Gy, G3, Gs, Gs u Gs ABISIOTCS TaKUMH, KaK
onpeneneno st @opmynsl (1) unmm mobo#t ee Bapualuu WK BapuaHTa OCYIIECTBIICHUS, U T
CTEPEOXHMHUS MO0 OTHOLICHHIO K ABOHHOMN CBsi3H, nMokasaHHOH B @opmyne (la), sBisiercs Takow,
KaK MpeacTaBiieHo B popmysie Ha durype.

B npyrom acrniekre coenunenue @opmynel (1) sBnsiercst coennaenuem @opmynsl (Ib):
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WM TayToMmMep, Wi (apMaleBTUYEeCKH nOpuemsieMass cojb  Jroboro w3
sbimenepeuncinennslx, rae RN R% R R* R® Gy, Gy, G3, Gs, Gs u Gs ABISIOTCS TaKUMH, KaK
onpeneneHo st @opmynsl (1) unmm mobo#t ee Bapualy WM BapUaHTa OCYIIECTBJICHUS, U T
CTEPEOXHMHUS TI0 OTHOLIEHUIO K IBOMHON cBs3H, nokasanHoi B @opmyie (Ib), sBisiercs Takoii,
KaK MpeacTaBiieHo B popmysie Ha durype.

Crnenyer moHuUMaTh, 4TO €CJIM HE YKa3aHO WHOE, JFOOble U3 BAPHAHTOB OCYILECTBIICHUS,
OTHMCAHHBIX B HACTOSIIEM JOKYMEHTE, HAIPUMEp, ONMUCAHHBIX IO OTHOLIEHHIO K Popmyne (A),
Dopmyne (A-1), @opmyrne (A-2), DPopmyne (I), Popmyne (Ia) u Popmyrne (Ib), Taxxke
NpeaHa3Ha4YeHbl Ul NMPUMEHEHUs K JoOOW npyroil Qopmylnie, ONMHCAHHOH B HACTOSLIEM
nokyMeHre, Bkmouas @opmyny (A), @opmyny (A-1), @opmyny (A-2), Popmyny (I), Popmyny
(Ia) u ®opmymny (Ib).

B HeKOTOpBIX BapHaHTaX OCYIIECTBJEHHUS B HACTOSIIEM IOKYMEHTE NPEIJIOKEHBI

COCAMHCHUA U UX COJIH, OITMCAHHBLIC B Ta6m/1ue 1.

Tabnuma 1.
Ne coen. Xumudeckast CTpyKTypa XHUMHYECKOE HA3BAHUE
1 OH (E)-2-runpoxcu-3-merokcu-5-(4-
MeO CHO
O METOKCUCTHUPHIT)OSH3aIbAeTH
=
OMe
2 OH (E)-2-runpoxcu-3-merokcu-5-(3-
MeO CHO
O (TpudTopMeTHIT)CTHPIIT)OCH3ATBACTH
A
=
I CF;
3 OH 5-(4-xnopcTrupui)-2-ruIpoKcu-3-
MeO CHO
O METOKCHOCH3AIbAET U
=
Cl




83

Ne coen. Xumudeckast CTpyKTypa XHUMHYECKOE HA3BAHUE
4 OH (E)-2-ruppoxcu-3-MeTokcu-5-
MeO CHO
O CTUPUIOCH3ATbIET U]
P
5 OH (E)-5-(3,5-mudropcrupmn)-2-
THIPOKCH-3-METOKCHOEH3aIbIeT U
6 (E)-5-(2,4-mudropcrupmn)-2-
THIPOKCH-3-METOKCHOEH3aIbIeT U
F
7 OH (E)-5-(4-dpropcTupmn)-2-runpoxcu-3-
MeO CHO
O MEeTOKCHOEH3aIbAEeT U
=
F
8 OH (E)-2-runpoxcu-3-merokcu-5-(4-

(TpudTopMeTHIT)CTHPIIT)OCH3ATBACTH

A
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Ne coen.

XumMuueckas CTpyKTypa

XUMHUYECKOE HA3BaHUE

OH O

MeO
=

(E)-1-(2-runpokcu-3-merokcu-5-(4-

METOKCUCTHPIIT)(EHIIT)3TaH- 1-0H

10

(E)-3-¢prop-2-runpokcu-5-(4-

METOKCUCTHUPHIT)OSH3aIbAeTH

11

(E)-3-¢prop-2-runpokcu-5-(3-
(TpudTopMeTHIT)CTHPIIT)OCH3ATBACTH

A

12

MeO CHO

TpeT-OyTHa 2-(3-popmuin-4-
THIOPOKCHU-5-MeToKcHpeHn)-6,7-
OUTHAPOTUEHO[ 3,2-C |[mupuanH-

5(4H)-xapbokcunar

13

2-ruapoKcu-3-MeTokcu-5-(4,5,6,7-

TeTparuapoTueHo|3,2-cnupunus-2-

W1)0eH3aIbIeTHAa THAPOXIOPUT
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Ne coen. XumMuueckas CTpyKTypa XUMHUUYECKOE HA3BAHUE
14 OH 5-(5-(unknonponaHkapOOHWI)-
MeO CHO 4,5,6,7-rerparunpotueHo|3,2-
cmupunuH-2-1i)-2-ruapoKcu-3-
METOKCUOEH3aIbACTH T
o=ﬂ>
15 5-(5-auerun-4,5,6,7-
MeO CHO
TeTparuapoTueHo|3,2-cnupunus-2-
WIT)-2-TUAPOKCH-3-
METOKCUOEH3aIbACTH T
o=
Me
16 5-(5-(2-¢propatun)-4,5,6,7-
MeO CHO
TeTparuapoTueHo|3,2-cnupunus-2-
WIT)-2-TUAPOKCH-3-
METOKCUOEH3aIbACTH T
F
17 5-(5-(unknonponunmerwn)-4,5,6,7-

CHO

TeTparuapoTueHo|3,2-cnupunus-2-
WIT)-2-TUAPOKCH-3-

METOKCUOEH3aIbIEr U
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Ne coen.

XumMuueckas CTpyKTypa

XUMHUYECKOE HA3BaHUE

18

CHO

3-¢pTop-2-runpoxcu-5-(5-metTun-
4,5,6,7-rerparunpotueHo|3,2-

¢ |mupuanH-2-11)0eH3anbIeT 1 T

19

CHO

5-(5-auerun-4,5,6,7-
TeTparuapoTueHo|3,2-cnupunus-2-
win)-3-prop-2-

TUIPOKCUOCH3AbIACT U

20

CHO

2-runpokcu-5-(S-m3onponun-4,5,6,7-
TeTparuapoTueHo|3,2-cnupunus-2-

W1)-3-MeTOKCUOCH3ATbIeT U T

21

CHO

(E)-2-runpoxcu-5-(2-(6-
METUINUPUIAUH-3-

WJT)BUHIT ) O€H3aTbIET U]

22

(E)-1-(2-runpokcu-3-merokcu-5-(4-
METOKCUCTHPIIT)(pEeHIIT)IpoTI-2-eH-1 -

OH
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Ne coen. Xumudeckast CTpyKTypa XHUMHYECKOE HA3BAHUE
23 OMe (E)-2-merokcu-4-(4-
o
A\ O OH | METOKCHCTHpHI)-6-
_0 (BuHMICYIbGHOHWIT)EHOT
S %
A\
24 OMe (E)-1-(2-runpokcu-3-merokcu-5-(4-
o)
A\ O OH | MeTokcuctupun)denmn)npon-2-un-1-
OH
o
25 OMe (E)-1-(2-runpokcu-3-merokcu-5-(4-
o)
N\ O OH | Merokcuctupmit)peHmn)OyT-2-uH-1-
o OH
26 OMe (E)-N-(2-rugpoxcu-3-meTokcu-5-(4-
o)
N\ O OH | MeTokcucTHpuI)(hEeHMIT)3TeHCYIb(HOH
amun
NH
03\,3/
o
Y
27 OMe (E)-1-(2-runpokcu-3-merokcu-5-(4-
o
A\ O OH | MeTokcucTupu)beru)-2-
o METUJIIPON-2-eH-1-0H
28 (E)-(2-runpokcu-3-merokcu-5-(4-

OMe
MeO Q A O on

METOKCUCTHPIIT)(eHIIT )(2-

METHJIOKCHPAH-2-UJT)METAaHOH
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Ne coen.

XumMuueckas CTpyKTypa

XUMHUYECKOE HA3BaHUE

29

OH O /\)\
N

(E)-6-(2-runpokcu-3-merokcu-5-(4-
METOKCHUCTHPHIT)OEH30MIT)-3 -
W30MEHTHI-3,4-auruaponupuno|2,3-

d]mupumuann-2(1H)-ox

30

(E)-1-(2-runpokcu-3-merokcu-5-((E)-
4-metoxkcuctupui)penun)-3-

¢denunpon-2-eH-1-ox

31

(E)-3-(2-runpokcu-3-merokcu-5-((E)-
4-metokcuctupui)penun)-1-

¢denunpon-2-eH-1-ox

32

MeO

(E)-N-(3-runpokcu-4-meTokcu-6-(4-
METOKCUCTHPHJI ) TUPUIUH-2-

WJT)3TEHCYIb(POHAMUT

33

(E)-(2-runpokcu-3-merokcu-5-(4-
METOKCUCTHPIIT)(eHII )(6-

METHJITUPUANH-3-1J1)METAHOH
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Ne coen. Xumudeckast CTpyKTypa XHUMHYECKOE HA3BAHUE
34 OMe (E)-N-(2-rugpoxcu-3-meTokcu-5-(4-
MeO Q N\ O OH | MeToKcCHCTHPUI)(DEeHMIT)aKpHIIaMHT
NH
o
/
35 OMe 1-(5-(5-(unuknOpONTUIMETHIT )-
V\N I N\ oH | 4.5.6,7-tetparunpotuero[3,2-
S cmupunuH-2-1i)-2-ruapoKcu-3-
\ © MeTOKCH(eHI)por-2-eH-1-0H
36 OMe 4-(5-(umknonpornuameTuin)-4,5,6,7-
VoN I N\ OH | TeTparunpotnero[3,2-c]nupuaun-2-
S s /(O WIT)-2-METOKCH-6-
<\\O (BunmICYIbGOHIT)GEHON
37 OMe 1-(5-(5-(unuknOpONTUIMETHIT )-
Voo I N OH | 4.5.6,7-TeTparunporueHol3,2-
S o cmupunuH-2-1i)-2-ruapoKcu-3-
/ /) MeToKcupeH)porn-2-uH-1-oH
38 OMe 1-(5-(5-(unuknOpONTUIMETHIT )-
Voo | N\ OH | 4,5,6,7-Terparunporueno[3,2-
S o cmupunuH-2-1i)-2-ruapoKcu-3-
/ 7 meTokcugeHmn)oyT-2-uH-1-0H
39 OMe N-(5-(5-(uMKIOTTPOTUIMETHIT )-
Voo | N\ OH | 4,5,6,7-Terparunporueno[3,2-
S o. NH cmupunuH-2-1i)-2-ruapoKcu-3-
>s. MeTOKCHU(EHIIT)ITeHCYTbHOHAMHU
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Ne coen. XumMuueckas CTpyKTypa XUMHUUYECKOE HA3BAHUE

40 OH O /\)\ 6-(5-(5-(UMKIOTIPOTHUIIMETHIT )-

N 4,5,6,7-rerparunpotueHo|3,2-
cmupunuH-2-1i)-2-ruapoKcu-3-
METOKCUOEH30MIT)-3-H30MIeHTHII-3,4-
muruaponupuno|2,3-dmupumuana-

2(1H)-oH

41 1-(5-(5-(unuknOpONTUIMETHIT )-
4,5,6,7-rerparunpotueHo|3,2-

cmupunuH-2-1i)-2-ruapoKcu-3-

METOKCU(EHII)-2-METHUIIIPOT-2-CH-

1-oH

0

=

e (5-(5-(unknonponunmerwin)-4,5,6,7-

2
Z

OH | TeTparuapoTueHo|3,2-c]nupuanH-2-
42 WI1)-2-TUAPOKCH-3-MeToKcHeHm)(2-

METHJIOKCHPAH-2-UJT)METAaHOH

43 OMe (E)-1-(5-(5-(uuKIonponuIMe T )-

)

oH | 4.5,6,7-retparunpoTreno|3,2-
cmupunuH-2-1i)-2-ruapoKcu-3-
mMeTokcugeHmn)-3-peHnmnpon-2-ex-

1-oH

2
4

oH | 4.5,6,7-retparunpoTreno|3,2-
cmupunuH-2-1i)-2-ruapoKcu-3-
metokcugenmnn)- 1 -pennnmpon-2-eH-

1-oH

W,
\
)
44 OMe (E)-3-(5-(5-(uuKIonponuiIMeTI)-
Y
/
\J

45 OMe N-(6-(5-(UMKIOTTPOTUIIMETHT )-
K; N —
| S\ W oH | 4.5,6,7-Terparuapotuenol3,2-
N c]mupunuH-2-1in)-3-ruapokcu-4-
o NH

METOKCUTTUPUIUH-2-

o’ )
7 WJT)3TEHCYIb(POHAMUT
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Ne coen. XumMuueckas CTpyKTypa XUMHUUYECKOE HA3BAHUE

46 OMe (5-(5-(unknonponunmerwin)-4,5,6,7-

TeTparuapoTueHo|3,2-cnupunus-2-
W1)-2-TUAPOKCH-3-MeToKcHeHm)(6-

METHJITUPUANH-3-1J1)METAHOH

47 OMe N-(5-(5-(uMKIOTTPOTUIMETHIT )-
\; N
] N\ oH | 4.,5,6,7-TerparunpotueHo|3,2-
S NH cmupunuH-2-1i)-2-ruapoKcu-3-
0:§ METOKCU(EHIIT )aKpUIaMUL
/
48 OMe (E)-2-runpoxcu-6-merokcu-4-(4-
o)
A\ O CHO | METOKCUCTHPIIT)OCH3ATbIETH]T
OH
49 v/\ OMe 4-(5-(umknonpornuameTuin)-4,5,6,7-
N
B CHO | TeTparuapoTueHo|3,2-c|nupuauH-2-
S
OH WIT)-2-TUAPOKCH-6-
MeTOKCHOEeH3aJIbIeT Ul
50 OMe (Z2)-2-ruppoxcu-3-mMeTokcu-5-(4-
Q METOKCUCTHUPHIT)OSH3aIbAeTH
OMe
o
CHO

51 OMe (E)-2-¢rop-1-(2-ruppoxcu-3-
O

O OH | Merokcu-5-(4-

METOKCUCTHPIIT)(EHIIT)3TaH- 1-0H

52 (E)-2'-ruppoxcu-3'-merokcu-5'-(4-
MeTOKCUCTHpHIN)-4,5-nuruapo-[1,1'-

oupennn|-2(3H)-on
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Ne coen. Xumudeckast CTpyKTypa XHUMHYECKOE HA3BAHUE
53 (E)-2'-ruppoxcu-3'-merokcu-5'-(4-
METOKCUCTHPHIN)-5,6-nuruapo-[1,1'-
oupennn|-2(1H)-on
54 (E)-2'-ruppoxcu-3'-merokcu-5'-(4-
metokcuctupmn)-[ 1,1'-0udennn]-2,5-
IVIOH
55 (E)-4-drop-2-runpokcu-5-(4-
METOKCUCTHUPHIT)OSH3aIbAeTH
56 OH (E)-2-runpoxcu-3-meTokcu-5-(2-
MeO CHO
(MMpuANH-2-1T)BUHIIT )OS H3aIb AT T
4
Z "N
U
57 OH (E)-2-runpoxcu-5-(2-(mupuans-2-
CHO
WJT)BUHIT ) O€H3aTbIET U]
=
Z>N

/
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Ne coen. Xumudeckast CTpyKTypa XHUMHYECKOE HA3BAHUE
58 OH (E)-2-runpoxcu-3-meTokcu-5-(2-
MeO CHO
(mrpuanH-4-1T)BUHNIT )OS H3aIbACT U T
=
=
|
N
59 OH (E)-2-runpoxcu-3-merokcu-5-(2-(6-
MeO CHO
METUINUPUIAUH-3-
WJT)BUHIT ) O€H3aTbIET U]
=
=
~_N
Me
60 OH TpeT-OyTHa (E)-4-(3-popmmuin-4-
MeO CHO
TUAPOKCHU-5-
METOKCHUCTHPIII ) TUITePUIUH- 1 -
= kapOokcuaT
\
Boc
61 OH (E)-3-¢rop-2-runpokcu-5-(2-
F CHO
(MMpuANH-2-1T)BUHIIT )OS H3aIb AT T
=
Z "N
)
62 OH (E)-3-dprop-2-runpokcu-5-(2-(6-
F CHO
METUINUPUIAUH-3-
WJT)BUHIT ) O€H3aTbIET U]
=
~
N
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Ne coen. Xumudeckast CTpyKTypa XHUMHYECKOE HA3BAHUE
63 OH (E)-3-¢rop-2-runpokcu-5-(2-
F CHO
(mrpuanH-4-1T)BUHNIT )OS H3aIbACT U T
=
=
o |
N
64 OH TpeT-OyTHa (E)-4-(3-¢rop-5-
F CHO bopmu-4-
THIPOKCUCTHPII) THITEPUINH- | -
=z kapOokcuaT
N
Boc
65 OH (E)-2-runpoxcu-3-meTokcu-5-(2-
MeO CHO
© O (HadTanun-2-
WJT)BUHIT ) O€H3aTbIET U]
=
66 OH (E)-2-runpoxcu-3-merokcu-5-(3-
MeO CHO
O OKco-3-¢penmnmnporn-1-ex-1-
11)0OeH3aIbAeTH
=
T
67 (E)-2-runpoxcu-5-(4-rugpoxcu-3-

OH

METOKCHUCTHPHII)-3-

METOKCUOEH3aIbIEr U
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Ne coen. Xumudeckast CTpyKTypa XHUMHYECKOE HA3BAHUE
68 OH (E)-2-runpoxcu-3-merokcu-5-(3-
MeO CHO

Mop¢oIuHO-3-0Kconporn- 1 -eH-1-
11)0OeH3aIbAeTH

69 (E)-5-(2-([1,1'-6udennn]-4-
WUT)BUHWI)-2-TUAPOKCH-3 -
MeTOKCHOEeH3aJIbIeT Ul

70 (E)-5-(2-([1,1'-6udennn]-4-
W1)BUHIIN)-3-(pTOp-2-
TUIPOKCUOCH3AbIACT U

71 5-(2-(2,3-

ouruapodenso[b][1,4]anokcun-6-
WUT)BUHWI)-2-TUAPOKCH-3 -

METOKCUOEH3aIbIEr U
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Ne coen. Xumudeckast CTpyKTypa XHUMHYECKOE HA3BAHUE
72 (E)-5-(2-(2,3-
ouruapodenso[b][1,4]anokcun-6-
W1)BUHIIN)-3-(pTOp-2-
TUIPOKCUOCH3AbIACT U
73 (E)-2-runpoxcu-3-merokcu-5-(4-
MopdoauHOCTHPHIT)OeH3aTbAST UL
74 (Z2)-2-ruppoxcu-3-mMeTokcu-5-(4-
MopdoauHOCTHPHIT)OeH3aTbAST UL
75 (E)-3-¢prop-2-runpokcu-5-(4-
MopdoauHOCTHPHIT)OeH3aTbAST UL
O
(o)
76 OH (2)-3-dprop-2-runpokcu-5-(4-
oﬂ F CHO MopdoauHOCTHPHIT)OeH3aTbAST UL
0
7
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Ne coen. Xumudeckast CTpyKTypa XHUMHYECKOE HA3BAHUE
77 OH (E)-2-runpoxcu-3-merokcu-5-(3-
MeO CHO
O MOPGhOTUHOCTHPIIT)OEH3a b AET /T
=
78 (E)-3-¢prop-2-runpokcu-5-(3-
MopdoauHOCTHPHIT)OeH3aTbAST UL
79 (E)-2-runpoxcu-3-metokcu-5-(3-
(mupponuans-1-
WJT)CTUPILT)OCH3ATb ST U]
80 (E)-3-¢prop-2-runpokcu-5-(3-

(upponuans-1-

WJT)CTUPILT)OCH3ATb ST U]
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Ne coen. Xumudeckast CTpyKTypa XHUMHYECKOE HA3BAHUE
81 OH (E)-2-runpoxcu-3-merokcu-5-(4-
MeO CHO
O (mupponuaun-1-
WJT)CTUPILT)OCH3ATb ST U]
=
82 (E)-3-¢drop-2-runpokcu-5-(4-
(mupponuans-1-
WJT)CTUPILT)OCH3ATb ST U]
83 OH (2)-3-dprop-2-runpokcu-5-(4-
C\ F O CHO (nuppoauaus-1-
N O WJT)CTUPILT)OCH3ATb ST U]
=z
84 OH (Z2)-2-ruppoxcu-3-mMeTokcu-5-(4-
MeO CHO
C\ O (mupponuaus-1-
N O WJT)CTUPILT)OCH3ATb ST U]
=
85 CHO (E)-2-runpoxcu-6-merokcu-4-(4-

(upponuans-1-

WJT)CTUPILT)OCH3ATb ST U]
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Ne coen. XumMuueckas CTpyKTypa XUMHUUYECKOE HA3BAHUE
86 CHO (E)-2-drop-6-runpokcu-4-(4-
F O OH (upponuans-1-
WJT)CTUPILT)OCH3ATb ST U]
=
O
87 OH (E)-2-ruppoxcu-3-metokcu-5-(4-(2-
MeO O CHO METOKCUITOKCH )CTHUPHIT)OEH3aITb-
JeTU1
~
88 OH (E)-3-¢rop-2-ruapoxcu-5-(4-(2-
F O CHO METOKCUITOKCH )CTHUPHIT)OEH3aITb-
JeTU1
~
89 OH (E)-5-(4-(1H-rupazon-1-wi)ctupun)-
MeO O CHO 2-rUAPOKCH-3-METOKCUOCH3ATbIET U]
2
N

’

N7
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Ne coen. Xumudeckast CTpyKTypa XHUMHYECKOE HA3BAHUE
90 OH (E)-5-(4-(1H-mmupazon- 1-wn)cTupn)-
F CHO
O 3-rop-2-ruapoKCcuOeH3ATBIETH]T
=
91 (E)-2-runpoxcu-3-meTokcu-5-(2-
(XUHOJIMH-6-1JT)BUHIIT)O€H3aIIbIeT H T
92 (E)-3-¢rop-2-runpokcu-5-(2-
(XUHOJIMH-6-1JT)BUHIIT)O€H3aIIbIeT H T
93 TpeT-OyTHa (E)-6-(3-popmmuin-4-

THIPOKCH-5-METOKCUCTUPHT)-3,4-
auruapoxuHonH-1(2H)-

kapOokcuaT
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Ne coen. Xumudeckast CTpyKTypa XHUMHYECKOE HA3BAHUE

94 TpeT-OyTHa (E)-6-(3-¢rop-5-
dopmun-4-rugpokcuctupui)-3,4-
auruapoxuHonH-1(2H)-
KapOOKCHIIaT

95 (E)-3-¢prop-2-runpokcu-5-(2-(1-
MeTui-1,2,3,4-TeTparuApOXUHOJMH-
6-1J1) BUHILT)OeH3ATbIET U

96 (E)-5-(4-(am>THnaMuHO ) CTUPLT)-2-
THIPOKCH-3-METOKCHOEH3aIbIeT U

97 (E)-5-(4-(am>THnaMuHO )CTUPILT)-3 -

¢bTOp-2-ruApoKCUOEH3ATbACT U
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Ne coen. Xumudeckast CTpyKTypa XHUMHYECKOE HA3BAHUE
98 OH (E)-5-(4-
MeO CHO
O (IMKJIOTIPOTTUIIMETOKCH ) CTHPHIT)-2 -
THIPOKCH-3-METOKCHOEH3aIbIeT U
=
0\/A
99 OH (E)-5-(4-
F CHO
O (IMKJIOTIPOTTUIIMETOKCH ) CTHPHIT)-3 -
¢bTOp-2-ruApoKCUOEH3ATbACT U
=
o\/A
100 OH (E)-5-(2-(xpoman-6-m1)BUHNI )-2-
MeO CHO
O THJIPOKCHU-3-METOKCHOEH3aIbAeTH
=
o
101 OH (E)-5-(2-(xpoman-6-m)BUHMI)-3 -

¢bTOp-2-ruApoKCUOEH3ATbACT U
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Ne coen. Xumudeckast CTpyKTypa XHUMHYECKOE HA3BAHUE
102 OH (E)-2-runpoxcu-3-merokcu-5-(4-
MeO CHO
O (munepunun-1-
WJT)CTUPILT)OCH3ATb ST U]
=
O
103 OH (E)-3-¢prop-2-runpokcu-5-(4-
F CHO
O (munepunun-1-
WJT)CTUPILT)OCH3ATb ST U]
=
O
104 CHO (E)-2-drop-6-runpokcu-4-(4-
F OH
O (munepunun-1-
WJT)CTUPILT)OCH3ATb ST U]
=
@
105 CHO (E)-4-(4-(4->tnmmunepasus-1-

WIT)CTHPUIN)-2-PTOP-6-

TUIPOKCUOCH3AbIACT U
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Ne coen. Xumudeckast CTpyKTypa XHUMHYECKOE HA3BAHUE
106 OH o (E)-3-(5-(5-
MeO O X O (muksionponankapboum)-4,5,6,7-
TeTparuapoTueHo|3,2-cnupunus-2-
Z: WI1)-2-TUAPOKCH-3-MeToKcueHmn)- 1 -
— ¢denunpon-2-eH-1-ox
N
s
107 OH O (E)-1-(5-(5-
WeO O 7 O (umknonponiankapoonun)-4,5,6,7-
TeTparuapoTueHo|3,2-cnupunus-2-
Z: WIT)-2-TUAPOKCH-3-MeTOKCH(EeHMIT)-3 -
— ¢denunpon-2-eH-1-ox
108 (E)-2-(1,3-nnokcan-2-un)-6-grop-4-
(4-(mupponuaun-1-mn)crupui)penon
109 2-¢prop-6-((E)-((4-meTunmunepasus-

1-um)umuno )Metuin)-4-((E)-4-

(mupposuans- 1 -um)ctupn)dheHosn
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Ne coen.

Xumudeckast CTpyKTypa

XUMHUYECKOE HA3BaHUE

110

N'-((E)-3-¢rop-2-runpoxcu-5-((E)-4-
(upponuans-1-
WJT)CTUPIIT)OCH3MITHUICH )alleTOTHAPA3

nn

111

2-¢pTop-6-((E)-
(penunumuno)mernn)-4-((E)-4-

(mupponuans- 1 -un)cTupin)peHom

112

2-¢rop-6-((E)-(2-
denmruapazono )merun )-4-((E)-4-

(mupposuans- 1 -um)ctupn)dheHosn

113

N'-((E)-3-¢rop-2-runpoxcu-5-((E)-4-
(upponuans-1-
WUT)CTHPIIT)OCH3UITHIEH ) O H30-

TUAPA3UA
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Ne coen.

Xumudeckast CTpyKTypa

XUMHUYECKOE HA3BaHUE

114

N'-((E)-3-¢rop-2-runpoxcu-5-((E)-4-
(upponuans-1-
WUT)CTHPHIT)OCH3UITHIEH ) OEH30JICY JIb

(dboHOTHApaA3UT

115

(E)-3-drop-2-runpokcu-5-((E)-4-
(upponuans-1-
WJT)CTUPILT)OCH3ATb ST U] O-

(beHuIoKCHM

116

2-((E)-3-¢rop-2-runpokcu-5-((E)-4-
(upponuans-1-
WUT)CTHPIIT)OCH3UITHIEH )TUIpa3HH- 1 -

KapOOKCHMHIAMH

117

(E)-3-(3-unHHamMom-4-rugpoKcu-5-
metokcugenmnn)- 1 -pennnmpon-2-eH-

1-oH
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Ne coen.

XumMuueckas CTpyKTypa

XUMHUYECKOE HA3BaHUE

118

4-(((E)-3-¢prop-2-runpoxcu-5-((E)-4-
(upponuans-1-
WUT)CTHPIUIT)OEH3UITHIEH )aMUHO )- 1 -

METHJITUIIepa3uHa 1-okcun

119

(E)-3-dprop-2-runpokcu-5-(2-(6-
(mupponuanH- 1 -un)nupuanH-3-

WJT)BUHIT ) O€H3aTbIET U]

120

(E)-3-¢prop-2-runpokcu-5-(2-(5-
(mupponuanH- 1 -un)nupuanH-2-

WJT)BUHIT ) O€H3aTbIET U]

121

1-(((E)-3-¢rop-2-runpoxcu-5-((E)-4-
(upponuans-1-
YUT)CTHPIIT)OCH3UITHIEH )AMUHO ) UMH

a30uIuH-2,4-TMOH
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Ne coen.

Xumudeckast CTpyKTypa

XUMHUYECKOE HA3BaHUE

122

(E)-3-drop-2-runpokcu-5-((E)-4-
(upponuans-1-
WJT)CTUPILT)OCH3ATb ST U] O-

OTHJIOKCHUM

123

(E)-2-drop-6-(runpoxcumerin)-4-(4-

(mupposuans- 1 -um)ctupn)dheHosn

124

(E)-2-((ukionponuiIaMiHO )METHII)-
6-¢pTop-4-(4-(muppomuaus-1-

WJT)CTUPIIT)(PEHOIT

125

2-((E)-((4-uuxmonponummunepa3nH-
1-um)umuHO )MeTn)-6-pTop-4-((E)-

4-(muppommuanH- 1 -nin)cTupni)peHom
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Ne coen. XumMuueckas CTpyKTypa XUMHUUYECKOE HA3BAHUE

126 2-((E)-((4->tunnunepasus- 1 -
WI)UMHIHO )MeTH)-0-prop-4-((E)-4-

(mupposuans- 1 -um)ctupn)dheHosn

127 OH o 2-¢rop-6-((E)-
(MopdomuuonmuHo )MeTH)-4-((E)-4-

(mupponuans- 1 -un)cTupin)peHom

128 O | Tper-OyTui 4-(((E)-3-¢rop-2-
QO runpokcu-5-((E)-4-(muppomuans-1-
WUT)CTHPHIT)OCH3UITHIEH )AMUHO ) TTHITE

pa3uH-1-kapObokcunar
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Ne coen. XumMuueckas CTpyKTypa XUMHUUYECKOE HA3BAHUE

129 2-¢prop-6-((E)-(munepazun-1-
wimMuHo )Metw)-4-((E)-4-
(mupponuaus- 1-wn)crupun)denona

THAPOXJIOPULT

130 (E)-2-runpoxcu-5-(4-(3-
THIPOKCUTINPPOIUANH- | -HIT)CTHPII)-

3-METOKCUOEH3AJIbAET U

o (E)-3-drop-2-runpoxcu-5-(4-(3-
TUAPOKCUIUPPOTIUAUH- 1 -

WJT)CTUPILT)OCH3ATb ST U]

132 (E)-2-runpoxcu-5-(4-(2-
(TMAPOKCHMETHIT) TP POTUANH- | -

WJT)CTUPIIT)-3-METOKCHOSH3a b IeTH
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Ne coen.

XumMuueckas CTpyKTypa

XUMHUYECKOE HA3BaHUE

133

(E)-3-¢rop-2-ruapoxcu-5-(4-(5-
THOKCO-1,5-nuruapo-4H-1,2,4-

TPHUA30JI-4-HJT)CTUPIT )OS H3ATbIET U T

134

(E)-3-¢rop-2-ruapoxcu-5-(4-(5-
okco-1,5-nuruapo-4H-1,2, 4-tpuazon-

4-un)cTupui)OeH3aabaeTH A

135

(E)-2-runpoxcu-3-merokcu-5-(4-(2-
OKCOMUPPOJUAUH- 1 -

WJT)CTUPILT)OCH3ATb ST U]

136

E)-5-(4-(6,7-muruaponupano[4,3-
c]mupazon-1(4H)-nm)cTupmn)-3-

¢bTOp-2-ruApoKCUOEH3ATbACT U
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Ne coen. XumMuueckas CTpyKTypa XUMHUUYECKOE HA3BAHUE
137 OH (E)-3-dprop-2-runpokcu-5-(4-(2-
F CHO
O okcoTerparuaponupuMuans- 1 (2H)-
WJT)CTUPILT)OCH3ATb ST U]
=
N 0]
NH
138 OH (E)-5-(4-(2,2-mumerunrerparuipo-
-0 O CHO 5H-[1,3]nuokcomno[4,5-c]muppon-5-
WUT)CTHPHIT)-2-TUAPOKCH-3 -
= METOKCUOEH3aIbACTH T
139 (E)-5-(4-(3,4-

IUTUAPOKCHITUPPOTUINH- 1 -
WUT)CTHPHIT)-2-TUAPOKCH-3 -

METOKCUOEH3aIbIEr U
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Ne coen.

XumMuueckas CTpyKTypa

XUMHUYECKOE HA3BaHUE

140

(E)-2-runpoxcu-3-merokcu-5-(4-(2-
okcorekcaruapo-SH-mupposol[3,4-
d]okcazon-5-

WJT)CTUPILT)OCH3ATb ST U]

141

(E)-2-runpoxcu-3-merokcu-5-(4-
(rerparunpo-1H-dypol[3,4-c]muppon-

5(3H)-um)cTupun)oeH3anbaerus

142

(E)-5-(4-(2-oxca-7-
azacnpo[4.4 |HoHaH-7-WT)CTUPIT)-2-

THJIPOKCHU-3-METOKCHOEH3aIbAeTH
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Ne coen. Xumudeckast CTpyKTypa XHUMHYECKOE HA3BAHUE
143 (E)-2-runpoxcu-3-merokcu-5-(4-(8-
OKCO-2-0Kca-7-a3acrupo[4.4|HoHaH-
7-u3)CTHPIIT )OS H3ATbIET H]T
144 OH (E)-2-runpoxcu-3-merokcu-5-(4-
-9 O cHo (3,4,4-rpumeTnn-2,5-
NTUOKCOUMUOA30JIUAUH-1-
= WJT)CTUPILT)OCH3ATb ST U]
o§(N 0
/N
145 OH (E)-5-(4-(2,4-nnokco-1,3-
-9 O cHo nuazacnupo[4.4]HoHan-3-
WUT)CTHPHIT)-2-TUAPOKCH-3 -
= METOKCUOEH3AIbAET A
N—o
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Ne coen.

XumMuueckas CTpyKTypa

XUMHUYECKOE HA3BaHUE

146

(E)-5-(4-(2,4-mnokco-1,3,8-
Tpuazacnupo[4.5]nexaH-8-
WUT)CTHPHIT)-2-TUAPOKCH-3 -

METOKCUOEH3aIbIEr U

147

(E)-4-(3-popmun-4-runpokcu-5-
METOKCUCTHPII)(PEHIIT TUPPOIUIANH-

1-kapbokcunar

148

(E)-2-ruppoxcu-3-metokcu-5-(4-(1-
okcuno-4,5-muruapo-3H-116-
MU30THA30JI-1-

WJT)CTUPILT)OCH3ATb ST U]
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Ne coen. Xumudeckast CTpyKTypa XHUMHYECKOE HA3BAHUE
149 (E)-4-(3-popmun-4-runpokcu-5-
METOKCUCTHPHIT)OEH3aMHUT
150 OH (E)-4-(3-popmun-4-runpokcu-5-
o
- O CHO METOKCUCTHPHT )-N-
U30MPONUIOEH3aMHUT
Z
151 OH (E)-N-(4-(3-popmun-4-ruapoxcu-5-
_O CHO
O METOKCUCTHPHI )(PEHIIT)U300yTH-
pamuz
=
HN (0]
152 (E)-5-(4-(1H-umunazon-1-

o)

\
)¢
(@]
O

&

=

Z/
\w/

WUT)CTHPHIT)-2-TUAPOKCH-3 -

METOKCUOEH3aIbIEr U
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Ne coen.

XumMuueckas CTpyKTypa

XUMHUYECKOE HA3BaHUE

153

(E)-5-(4-(1H-1,2,4-tpunazon-1-
WUT)CTHPHIT)-2-TUAPOKCH-3 -

METOKCUOEH3aIbIEr U

154

(E)-2-runpoxcu-3-merokcu-5-(4-

(oxcazon-4-ui)cTupui )0eH3aIbaeT U

155

(E)-2-runpoxcu-3-merokcu-5-(4-

(Trazon-4-wn)cTupui)0eH3abaeT Ul

156

(E)-2-runpoxcu-3-merokcu-5-(4-((4-
METHUJINUIIEepa3uH-1-

WJT)METUJT) CTUPILT )OS H3aTbIET U]
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Ne coen.

XumMuueckas CTpyKTypa

XUMHUYECKOE HA3BaHUE

157

(E)-3-¢rop-2-rumpoxcu-5-(4-(1-
metwi- 1 H-nupaszon-4-

WJT)CTUPILT)OCH3ATb ST U]

158

(E)-3-¢rop-2-ruapoxcu-5-(4-(1-
metui- 1 H-mupazon-3-

WJT)CTUPILT)OCH3ATb ST U]

159

(E)-5-(4-(2H-Terpazon-5-
WwI)CTHpUIN)-3-PTop-2-

TUIPOKCUOCH3AbIACT U

160

STHI (E)-(4-(3-¢pTop-5-popmun-4-

rHApOKCUCTHPIIT)peHnT)kapbamaT
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Ne coen. XumMuueckas CTpyKTypa XUMHUUYECKOE HA3BAHUE
161 (E)-1-(4-(3-¢pTrop-5-popmmun-4-
THIPOKCUCTHPII)PEeHUI)-3 -
U30TPONUIIMOYEBHHA
162 OH (E)-N-uuknonponun-4-(3-¢rop-5-
F O CHO GOpMUI-4-TrHAPOKCUCTUPUIT)OEH301I-
Cyab(hpOoHAMUT
=
.0
HN S0
163 (E)-N-(4-(3-¢prop-5-popmuin-4-
THIPOKCUCTHPHI)PEHUIT)METaH-
Cyab(hpOoHAMUT
164 (E)-3-drop-2-runpokcu-5-(4-((1-

METUINUIIEPUIUH-4-

1) CyIb(HOHWIT ) CTUPHLT ) OSH3ATb ST U]

U 1X (papMaeBTUYECKH TPHEMIIEMBbIE COJIH.
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B HEKOTOPBIX BapUaHTaxX OCYIICCTBIICHHUA COCAUMHCHUE HE ABJIACTCA COCOUHCHUCM U3

Tabmunsl 1X.

Tabmuua 1X
X1 OH
O CHO
7
Br
X2 OH
O CHO
7
OMe
X3 0
)J\NH
o
~
X4 CHO
Oy
7
O OMe
n-Pr
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OH
l CHO
=

Fs;C

OH

CHO

OH

CHO

O/O

OH

CHO

Cl

OH

X5

X6

X7

X8

X9
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X10 OH

“C
=
I CHO

OH

OH
i CHO
=

~_N_”
[Monpasymesaercs, uto nodast hopmyia UK COeIUHEHHUE, TPEIOKEHHbIE B HACTOSIIIEM

X11

nokyMmeHrte, Hampumep, gopmyna (A), (A-1), (A-2), (I), (Ia) mwm (Ib) nmubo coemuHeHus u3
Tabmuipl 1, MPEACTABISIIOT COEOUHEHUS, NMEIOLINE CTPYKTYPhl, M300paKe€HHbIE CTPYKTYPHOMH
¢dopMyJION, a Takke OINpenesieHHble BapHaluu WiH (OpMBL. B 9acTHOCTH, COENWHEHHs IO
000t u3 (GOopMyJ, MPEncTaBleHHBIX B HACTOSINEM IOKYMEHTE, MOTYT COIepXkKaTb CBSI3U C
OTPaHWYEHHbIM BpAIEHHEM M T[O3TOMY CYIIECTBYIOT B  Pa3HbIX T'€OMETPHUYECKUX
koHpurypauusax. Tam, rme coenvHeHHe U3 Tabmubpl 1 M300pakeHO B BHIE KOHKPETHOTO
reOMEeTPUUYECKOro u3omepa (Hampumep, usoMepa E wnu Z nmubo uuc- WM TpaHC-U30Mepa), B
HACTOSIIIEM JOKYMEHTE TakXKe IMpeUIoKeHa Jirobas anbTepHATHBHAS TIE€OMETPHUYECKas
KOH(pHUrypauus COEIUHEHHs, a TAK)K€ CMECh '€OMETPUIECKUX H30MEPOB COCIMHEHHUS B JIOOOM
cooTHomeHnu. Hampumep, Tam, rae coennHeHune u3 Tabmumpl 1 n300pakeHO B BUAE HU30MeEpa
«Z», B HACTOSIIIEM JTOKYMEHTE TaKke MmpemioxkeH nzomep «E» aToro coennHeHusi. AHaJIOTHYHO,
Tam, rae coenuHeHne u3 Tadbaunbl 1 usodpakeHo B Buae nomepa «E», B HaCTOSAIMEM TOKYMEHTe
TAKXKe MPEIUIOKEH U30MEep «Z» 3TOro CoequHeHus. TakKe MpeIoKEeHbl CMECH COCIMHEHHUS CO
cTepeoxuMudeckor koHpurypauneid «E» u «Zy, mpudeM cMecH MMEIT JIF000e COOTHOIIEHHE.
CxomHbIM 00pa3oM, TaM Te coequHeHne n3 Tadbauiel 1 n300pakeHo B BUAE LHC»-U30MeEpa, B
HACTOSIIIEM NOKYMEHTE TaKXKe NPEIUIOKEH «TPAHC»-U30MEp STOr0 COENUHEHHs, a TaM TIae
COEIMHEHNE N300paKEHO B BUAE «TPAHCH-U30MEPa, B HACTOSIIEM JOKYMEHTE TAKXKe TPEAIIONKEH
UHUC»-U30MEpP  3TOro  coeAmHeHus. Takke TpenyioKeHbl CMECH  COCOMHEHHUS  CO
CTEPEOXMMHUYECKON KOHpUTypanuel «UHuc» M «TPAHC», MPHYEM CMECH HUMEIT Jroboe

cootHouenue. Kpome Toro, coeauneHust no mo0oit u3 GopMyJ1, MPeaCcTaBIeHHBIX B HACTOSAIIEM
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JIOKYMEHTE, MOTYT HMETh ACHMMETPUYECKHE LEHTPbl U TO3TOMY CYILIECTBYIOT B pa3HBIX
SHAHTHOMEPHBIX WJIM AMACTepEOMepHbIX Gopmax. Bece onTudeckne M30Mepsl U CTEPEOH30MEPHI
coennHEeHUH 1o ol0med ¢opmyse, a TakKe UX CMECH B JIFOOOM COOTHOLIEHHH, CUHUTAIOTCS
OTHOCSIIIUMHCA K 00beMy 3Tol ¢opmynbl. Takum oOpaszom, moapasyMeBaeTcs, 4To Jirodas
¢dopMyIa, mpencTaBiIeHHAs B HACTOSIIEM AOKYMEHTE, NMPECTABISET paleMar, OaHy Wi OoJiee
SHAHTHOMEPHBIX (opMm, omHy wim OoJjiee OUACTepEeOMEpPHBIX (OopM, OAHY WM OoJee
aTpOMU30OMEPHBIX (HOpM (HApUMeEp, FreOU3OMEPHBIX (POPM) U UX CMECH B JIFOOOM COOTHOIISHHH.
Tam, rme coeamHeHne u3 TaOmuubel | HW300pa’keHO C KOHKPETHOH CTEPEOXUMHYECKOM
KOHpHUrypauueH, B HACTOAILIEM IOKYMEHTE TakKe TNpemsioskeHa Jrobas aibTepHATHBHAS
CTepeOXnuMHUYeCKast KOHPUTyparust COSAMHEHHs], a TAK)KE€ CMECh CTEPEON30MEPOB COCTUHEHHUS B
mobom cootHoteHuu. TlogpazymeBaercsi, 4ro mr000e COeAMHEHNE U3 TaOmuIbl 1 npencraBiseT
pauemMart, ogHy wiM Ooyiee SHAHTHUOMEPHBIX (OpM, OOHY WM Oojiee OHACTEPEOMEPHBIX (PopMm,
onHy wiu Ooyiee aTpONMU3OMEpHBIX (GOopM (Hampumep, reOM30MEpHBIX (POPM) U HX CMECH B
moboM cooTHomeHUH. bojnee Toro, ompeneneHHbE CTPYKTYPbl MOTYT CYLIECTBOBATb B BHIE
TAyTOMEPOB WM arpornuzoMepoB. Kpome Toro, mompasymeBaercsi, 4To soOas Gopmyna,
NPEACTaBJICHHAS B HACTOSIIEM JOKYMEHTE, OTHOCUTCS K THApaTaM, COJbBaTaM M aMOP(HBIM
¢dbopMaM TakuX COCAMHEHUHN M MX CMECEH, axke eClH 3TH (POPMBI SIBHBIM 00pPa30M HE YKa3aHBI.
B HekoTOpbIX BapuaHTaX OCYINECTBJICHUS PACTBOPHUTENEM SIBIIIETCS BOJAA, a COJbBATAMHU
SIBJISTFOTCS] TUAPATHL.

Coenunennst @opmyisl (A), (A-1), (A-2), (), (Ia) umu (Ib) mmubo u3 tabmunsl 1 mMoryT
OBITh TOJyYEHBl W/MJIM COCTaBJICHbl B BUAE (apMaleBTUYECKH TPUEMIIEMBbIX cojeld. B
HEKOTOPBIX BAPUAHTAX OCYIIECTBIEHHS (PapMalleBTUYECKU MTPHEMIIEMbIE COJIA BKIFOUAIOT B ce0st
KHCJIOTHO-aJINTUBHBIE COJHM, OOpa3OBaHHbIE C HEOPraHMYECKUMH KHCIOTaMH, TaKUMH Kak
COJITHAasl KHCIIOTa, OpOMHCTOBOAOPOIHAs KHCJIOTA, CEpHAas KHUCIOTA, a30THAas KHCJIOTa,
docdopHass KkucnoTa U T. 1., WK OOpPa30BaHHbIC ¢ OPTraHUYECKHUMH KHUCJIOTAMH, TaKUMH Kak
YKCYCHAas KUCJIOTA, IaBeJIeBasi KUCJIOTA, MPOITMOHOBAS KUCIOTA, STHTAPHAS KUCIIOTA, MAJIEHHOBAS
KHCJIOTa, BUHHASA KUCJIOTa U T. M. DTU COJHM MOTYT OBITh MOJYyYEHBbl U3 HEOPTaHMYECKHX WIIH
oprannveckux KucyioT. Heorpannmumsaromue mpuMeps! (papMaleBTHUECKH MPUEMIIEMbIX COJIEH
BKJIFOYAIOT B ce0st cynb(aThl, MUPOCyNbaTel, OHCynbdaTsl, Cynbpurel, Oucynbhutel, Gocdarsr,
moHoruapodocdater, auruapodocdarsl, metadocharsr, mupodochaTs, XJIOPUIL, OPOMHUIBI,
HOIuAbL, aneraTsl, MPOMUOHATHI, JEKAHOATHI, KalpHIaThl, aKpHIaThl, GOpPMHUATHI, H300yTUPATHI,
Kampoarsl, FeNTaHOAThl, IPOIHOJIATHI, OKCAJIAThI, MAJIOHATHI, CYKLUHATHI, cyOepaTel, cebanarsl,
dbymaparel, Maneatbl, OyTuH-1,4-muoarel, rekCuH-1,6-nuoaThl, OeH30aThl, XJIOPOEH30aThI,

METHJIOEH30aThl, JIUHUTPOOESH30aThl, THUAPOKCHOEH30aThl, METOKCHOEH30aThl, (pTaNaThI,
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Cynb(pOHATHI, METWICYIb(OHATHI, MPONMWICYJIb(QOHATEL, Oe3WIaThl, KCUIOJICYIb()OHATHI,
Hadranue-1-cyapdoHaTel, HadTamuH-2-Cyab(pOHATE, (eHunaneraTel, (EHWIPONHOHATSI,
(benunOyTupaTel, UUTPATBL, JIAKTATBL, Y-TUAPOKCUOYTUPATBI, T[JUKOJSATBHI, TapTpaThl U
MaHAenaThl. B HEKOTOPBIX BapHaHTaX OCYIIECTBIEHUS (DapMaleBTUYECKH MpPUEMJIEMbIE COJU
00pa3yroTCs MpU yCIOBUU, YTO KUCHIBIH MPOTOH, MPUCYTCTBYIOUIUH B MCXOOHOM COEIUHEHUH,
a00 3aMeIaeTcsi HOHOM MeTajula, HalpuMep, HOHOM INEJOYHOTO MeTallla, HOHOM
IIEJIOYHO3EMENBHOTO METAJIa WJIM MOHOM AJIFOMHUHUS, JTHOO KOOPAWHUPYETCS] C OPraHMYECKHM
ocHoBanueM. Conu, monydeHHbIe U3 (APMALEBTUYECKH TIPHEMJIEMBIX OPTaHUYECKUX
HETOKCHUYHBIX OCHOBAHHUH, BKIIIOYAIOT B C€0S COJM TMEPBUYHBIX, BTOPHUYHBIX U TPETHYHBIX
AMUHOB, 3aMEIIEHHBIX AMUHOB, BKJIIOUYAas NPUPOJHBbIE 3aMEIICHHBIE AMUHBI, UKIHYECKUE
aMUHBI W OCHOBHBIE HMOHOOOMEHHBIE CMOJIbI, HAMpPUMEp, W3OMPOIMUIAMHH, TPUMETUJIAMUH,
OUSTUJIAMUH,  TPUATHJIAMUH,  TPUMPONUJIAMHH,  OTAaHOJAMUH,  2-IUATHUIAMHHOA3TAHO,
TPOMETAMUH, TPUMETAMUH, IUIMKJIOTeKCHUIAMUH, KO(EWH, MNPOKaWH, TuapadaMuH, XOJIUH,
OeTauH, STHJICHANAMHH, TJIIOKO3aMUH, N-3TUIMTIOKAMUH, N-METHITIIIOKAMHUH, TEeOOPOMUH,
MYPUHBI, MUMIEPA3UH, TUIEPUANH, N-3THIMUNEPUINH, TTOJUAMUHOBBIE CMOJIbI, AMIUHOKHCIIOTHI,
TakWe KakK JIM3WH, apriHWH, TUCTHIUH W Tomy mnoaoOHoe. Ilpumepbl dapmaneBTudecku
MPUEMJIEMBbIX COJIEW TMPUCOETUHEHUS] OCHOBAaHWUN BKJIFOYAIOT B Ce0s MOJIy4eHHbIE U3
HEOPraHMYECKUX OCHOBAHWM, HAMPUMeEp, COJH HATPHs, KaJius, JINTUS, aMMOHWUS, KaJbIIHS,
MarHusi, ‘kejie3a, [HMHKA, MENW, MapraHia, ajlOMUHUS W TOMy MoAoOHOe. B HeKoTOpbIX
BapUAHTAX OCYINECTBJICHUS OPraHMYECKHe HETOKCHYHBIE OCHOBAHUS MPEICTABISIOT coOoi L-
AMUHOKUCJIOTBI, Takue Kak L-nu3uH, L-aprunus, TpoMeramuH, N-3TUIMIOKaMHH U N-
MeTuIrIIoKaMuH. [IpuemiieMble HEOpraHUYECKHe OCHOBAHMS BKJIFOYAIOT B Ce0sl THAPOKCHI
ATIOMUHUS, THIPOKCHI KaJlbLIUs, TUAPOKCUA Kajiusi, KapOOHAT HATpHsl, TUAPOKCUI HATPUS W
tomy nionobHoe. CIUCKH NMOAXOASIUX (papMaleBTUIECKH MPUEMJIEMBIX COJIeH MOKHO HaWTH B
Remington’s Pharmaceutical Sciences, 17th Edition, Mack Publishing Company, Easton, Pa.,
1985.

JUis COenMHEHus, ONMMCAHHOTO B HACTOSIIIEM JHOKYMEHTE, KOTOPOE COINEPIKHUT a30THCTOE
OCHOBaHUe, (papMaleBTUYECKU MPUEMJIEMasi COJIb MOXKET OBbITh MOJy4eHa JFOOBIM TOIXOISIIHM
crocoOoM, IOCTYNHBIM B IAaHHOW 00OJacTH TEXHHWKH, Hampumep, oOpaboTkoil cBoOOIHOTrO
OCHOBAHMs HEOPTaHWYECKOH KHCIOTOH, TAKOM Kak COJsIHAas KHCJIOTa, OpOMHCTOBOIOPOIHAS
KHCJIOTa, CepHasl KUCIIOTa, CyJb(aMUHOBas KHCIIOTA, a30THAas KHUCJIOTa, OOpHAsl KHCJOTa,
docdopHass KUCIOTA U TOMY MOJOOHOE, WJIM OPraHUYeCKOW KUCJIOTOM, TaKOW Kak YKCyCHas
KUCIIOTa, (PEHMITYKCYCHAsi KUCIIOTA, MPOMMOHOBAS KHCJIOTA, CTEAPUHOBASI KUCIIOTA, MOJIOYHAS

KHUCJIO0TA, aCKOp6I/IHOBa$I KHUCJIOTA, MAJICMHOBAass KHCJIOTA, THUAPOKCHUMAJICUMHOBAsA KHUCJIOTA,
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W3ETHOHOBAsl KHCJIOTA, SHTApHAs KHUCIOTa, BajepHaHOBas KHUCIIOTa, (yMapoBas KHCJIOTa,
MAaJIOHOBasi KHUCJIOTa, MAPOBHUHOIPAJHAS KHCJOTA, IIaBejieBasi KHUCIOTa, TJIMKOJIEBasi KHCJIOTa,
CAJTUIMIIOBAsl KUCJIOTA, OJIEMHOBAsl KUCJIOTA, MAaJbMUTHHOBAsl KUCJIOTA, JIAYPUHOBAs KHUCIIOTA,
MUPAHO3UINIIOBAsT KUCJIOTA, TaKas KakK TIFOKYPOHOBAasi KHCIOTA WJIM TajakTypOHOBAsl KHCJIOTA,
aJ'Ib(I)a-FI/II[pOKCI/I KHUCJIOTA, TaKasd KaK MHHAAJbHasA KUCJIOTA, JJUMOHHAsA KHUCJIOTAa WJIHW BHUHHAsA
KHCJIOTA, aMHUHOKHCJIOTA, TaKasd KaK acnaparuHoBasd KHUCJIOTAa WK TJIIyTaMUHOBAss KHCJIOTA,
apoMaTuJeckas KHUCJIOTa, Takas Kak OeH30WHash KHCJIOTa, 2-alleTOKCUOEH30WHAasi KHCIOTa,
Ha(bTOfIHaﬂ KHUCJI0Ta 501050 KOpHUYHasA KHUCJIO0TA, Cy.]'[b(bOHOBafI KHUCJIOTA, TaKas KaK
JaypuiicyibHOHOBAsE KUCIIOTA, M-TOJNYOJCYIb(POHOBAS KHCIOTA, METAHCYJIb(OHOBAS KHCIIOTA,
OeH30JICYTh(OHOBAST KUCIIOTA WITH 3TAHCYJIb(OHOBAST KUCJIOTA, WK JIF00as COBMECTHMAsi CMeCh
KHCJIOT, TaKUX KaK NPEACTABJICHHBIC B KAaUECTBC MPHUMEPA B HACTOALIEM AOKYMEHTEC, a TaKXKE
ar00ast Ipyrasi KUCJIOTa HITH €€ CMECh, KOTOPbIE CYUTAIOTCS] SKBUBAJICHTAMHU UJIA MPHEMIIEMBIMHU
3aMECTUTECIIAMU B CBETC O6I:>ILIHOI\/'I KOMIICTCHIINU B O6J'IaCTI/I I[aHHOfI TEXHOJIOTHUU.

COGI[I/IHGHI/UI, ONMCAHHBIC B HACTOAIIEM MOOKYMECHTC, MOTYT NPUCYTCTBOBATbH B BUIC
COJIeH, Hake eCjH COJIM HEe OIMUCAHBL, U CIEAyeT MOHUMATh, YTO KOMITO3HIIMU U CIIOCOOBI,
NPEACTABIICHHBIE B HACTOAIIEM AOKYMEHTEC, OXBATbIBAKOT BCC COJIM U COJIbBATHI COGI[PIHGHI/Iﬁ,
OTKMCAHHBIX B HACTOSIIEM JOKYMEHTE, a TaKKe HECOJEBYK0 U HECOJbBAaTHYK (GOpMy 3TOTO
COEIMHEHHS, KaK XOPOIIO M3BECTHO CIELUAIUCTY B JAHHOH 0OJacTH TEXHUKH. B HEKOTOPBIX
BapuaHTax OCYLICCTBJICHUA COJIN COGI[PIHGHI/Iﬁ, NPEACTABIICHHBIX B HACTOAIIEM HOOKYMCHTE,
MPEICTABIISIFOT CO00M (hapMaleBTHYECKH MPUEMIIEMBIE COJIH.

HJ'IJ'II'OCTpaTI/IBHbIe MPUMEPHI COGI[PIHGHI/Iﬁ, HOI[pO6HO OIMUCAHHBIX B HACTOALIEM
AOKYMEHTEC, BKJIFOYas MPOMENKYTOUHBIC U KOHCUHBIC COCAUHEHUA, MPCACTABJICHBI B Ta6J'II/IL[aX H B
APYTrUX MeCTaX HacTosero aokymeHnrta. Cremyer MOHMMATh, 4TO B OJHOM acrekTe Jirodoe
COEIMHEHWE MOKET WCIOJIB30BAThCA B CMOCO0AX, MOAPOOHO OMUCAHHBIX B HACTOAIIEM
AOKYMEHTEC, BKJIFOYast, rA€ 5TO IPUMECHUMO, IMIPOMEKYTOUYHBIC COCANHEHUS, KOTOPBIC MOT'YT 6bITb
BbIACJIICHBI U BBEACHBI MHAUBUAYYMY.

B OJHOM BapUAaHTE COCAUMHCHHA B HACTOAIIEM HNOKYMCHTC SABJIAKOTCA CHUHTCTHYCCKUMU
COCAUHECHUAMU, TTOJTYYCHHBIMU OJId BBECACHUA UHIUBUAYYMY. B APYTOM BapUaHTE MPEIJIOKCHDBI
KOMIIO3UIIMH, COMEpIKAIUe COENUHEHHE B MO CyllecTBy 4ucToil Gopme. B apyrom BapuaHTe
npeiosKeHbl  (hapMalleBTUYECKHE  KOMIIO3UIIMH, COJIEpIKall[ie COeqUHEHUe, MOapPOOHO
OTHMCAaHHOE B HACTOSINEM IOKYMEHTE, U (hapMaleBTHUECKH MPUEMIIEMBbIH HOCUTENb. B npyrom
BapMaHTE  TPEMJIONKEHbl  CrocoObl  BBeneHUss  coemuHeHus.  OuuineHHole  Gopmbl,
q)apMaL[eBTI/ILIeCKI/Ie KOMITIO3UIIUU U CHOCO6bI BBCACHUA COGI[I/IHGHI/Iﬁ ABJIAOTCA MMPUTOAHBIMU IJIA

Tr000TO COeNMHEHHSI WITH er0 (POPMBIL, TOAPOOHO OMUCAHHBIX B HACTOSIIIEM JOKYMEHTE.
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JIro6oii BapuanT unu Bapuant ocymectsiaenus RY, R2 R RY R® Y, Gi, Gy, G3, Gu, Gs,
Gs, G, R?, R®, R¢, RY, R®, Rf R& R R, RK, R™ R® RP, R9 R', RS, R\, R*, RY, R*\, R RX R,
R%, RZ, X, X3, X3, X, m, R% R® R i R npenosxeHHBIX B HACTOSIIEM JOKYMEHTE, MOXKET
OBITb OOBEUHEH C NHOOLIM APYTUM BAPMAHTOM MIIH BapHaHToM ocymecTteienus R!, R? R3 RY,
R’ Y, Gi1, Ga, Gs, G4, Gs, Gs, G7, R, R®, R®, RY, R¢, Rf, R& RP' RI, RK, R™ R® RP, R% R, RS, R,

RY RY, R"!, R R* RY, R? R? X, Xz, X3, X4, m, R% R R® u R kak eciu Ob kaxmas

2

KOMOMHaIMsi ObUTa OTAENBPHO M KOHKpPETHO omucaHa. JIoOoH BapuaHT WM BapuUaHT
ocymectsienus R!, R% R3 R* R3, Gi, Gy, Gs, Gs, Gs, Ge, R%, R®, R®, R4 R¢, Rf, R, R, X, Xo,
X;, Xs, m, R® R® R* p R mnpemnokeHHBIX B HACTOAIEM JOKYMEHTE, MOXKET OBITh
oObeuHeH ¢ MOOBIM APYTHM BAPUAHTOM MM BapuaHToM ocymecTteienus R!, R2 R* R* R Gy,
Ga, Gs, G, Gs, Gs, R, R?, R® R4 R, Rf, R& RP, X;, X5, X3, Xy, m, R% R® R® y R xak ecnu
OBl Kakast KOMOMHALMS ObLIa OTAEIBPHO U KOHKPETHO OIMUCAHA.

BapuaHThl OCyIIeCTBIIEHUS Tak:ke OTHOCATCA K (hapMalleBTHYECKH MPUEeMIIEMbIM
MPOJIEKAPCTBAM COEAMHEHMI, OTMCAHHBIX B HACTOSIIIEM NOKYMEHTE, U K Croco0aM JieHeHUs, B
KOTOPBIX HCIOJNB3YIOTCS Takue (hapMalleBTUUYECKH TpUEeMJIEMbIe TIPOJieKapcTBa. TepMuH
«TPOJIEKAPCTBO» O3HAYAET MPENLISCTBEHHUKA OOO03HAYEHHOIO COEOUHEHUs, KOTOPBIA MOCIHe
BBENIEHUSI CYOBEKTy NaeT COEQUHEHHE In VIVO MyTeM XUMHYECKOrO WM (PU3HOJOTHYECKOTrO
MpOoLIeCcca, TAKOTO KaK COJNbBOJIN3 WIH (PePMEHTATUBHOE PaCIIeTIEHHE, WIH B (PH3UOJOTHIECKIX
yCIOBUAX (HAmpuMep, MNPy JAOBEASHUH 10 (U3HOJIOTHYECKOro ypoBHs pH mposekapcTBo
npesparaercs B coeauaenne @opmyier (1)), «DapmaneBTHYECKH TpUEMIIEMOe TIPOJIEKapCTBOY
— 3TO MPOJIEKAPCTBO, KOTOPOE SIBJISIETCS HETOKCHYHBIM, OMOJIOrMYECKU MEPEHOCUMBIM M HHBIM
obpa3oM OHOJIOTHYECKH MPUEMJIEMBIM JUIsS BBEACHHs CyObekTy. MIuTocTpaTuBHbIE MPOLETYPhI
BbIOOpAa W TPHUIOTOBJIEHHS MOAXOMSIIUX MPOJIEKAPCTB omnucaHbl, Hampumep, B “Design of
Prodrugs”, ed. H. Bundgaard, Elsevier, 1985.

BapuaHThl OCYIIECTBJIEHUS TakXKe OTHOCATCA K (apMaleBTUYECKH AKTHBHBIM
MeTaboIUTaM COEIUHEHHI, OMMCAHHBIX B HACTOSINEM JOKYMEHTE, U K HCIOJB30BAHUIO TaKHX
MeTaboJUTOB B CMOCO0ax, MPeIJIOKEHHBIX B HACTOSIIEM JOKyMeHTe. «®DapmaneBTHYeCKd
AKTUBHBIA MeTa0OMUT» O3Ha4YaeT (HapMaKOJOTMUYECKH AKTHUBHBIM TPOAYKT MeTadoiu3Ma B
OpraHu3Me COENUHEHUs, ONTMCAHHOTO B HACTOSIIEM JOKYMEHTe, Win ero cosu. [IponekapcTa u
AKTUBHBIE METa0OJIUThI COENUHEHUS MOJKHO OMNPENENTh C MOMOIIBI OOBIYHBIX METOIUK,
W3BECTHBIX WJIH TOCTYIHBIX B NaHHOH oOmactu Texuuku. Cm., Hanpumep, Bertolini et al., J. Med.
Chem. 1997, 40, 2011-2016; Shan et al., J. Pharm. Sci. 1997, 86 (7), 765-767; Bagshawe, Drug
Dev. Res. 1995, 34, 220-230; Bodor, Adv. Drug Res. 1984, 13, 255-331; Bundgaard, Design of

Prodrugs (Elsevier Press, 1985); u Larsen, Design and Application of Prodrugs, Drug Design and
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Development (Krogsgaard-Larsen et al., eds., Harwood Academic Publishers, 1991).

XHUMHUYECKHe ONpeeIeHus

Cnenyromue cCoeqUHEHUs] UMEIOT CJeAyIollMe 3HaueHUs, eClIU He yka3aHo hHoe. Bcee
HEOIpeeIeHHbIE TEPMHUHbBI UMEIOT H3BECTHBIE B JAHHOW 00JIaCTH TEXHUKH 3HAYCHHUSI.

TepMHH «aNKuU» OTHOCHUTCS K OJHOBAJICHTHON HACBILIEHHOM YIi€BOJAOPOAHON IpymIe ¢
JVMHEWHOW WM Pa3BETBJIEHHON LIEThIO WM €€ KOMOMHALIMH, UMEIoIIell 3aJaHHOE YHCIIO ATOMOB
yraepona (t.e. C1-Cio 03HauaeT OT OJHOrO 10 AECATH aTOMOB yriepona). [I[pumeps! alkuiIbHbBIX
rpynn BKIOUAKOT B cebs Oe3 orpanmuenuss metun (Me), stun (Et), H-pomwi, HU30mpomu,
Oyrun, u300yTHi, BTOP-OyTHi, TpeT-OyTmi (tBu), meHTWN, W30MEeHTHI, TPET-TIeHTWII, TeKCHIL,
W30TEKCHII, a TaKXe TPYIIBbl, KOTOPble B CBET€ OOBIYHON KOMIETEHLMH B JAHHOW OO0NacTw
TEXHUKU U UJACH, MPENCTaBIEHHBIX B HACTOSIIEM AOKYMEHTE, OYAyT CUMTATHCS HKBUBAJICHTAMHU
Tr000TO U3 BBIIEYKA3aHHBIX TIPUMEPOB.

Tepmun «amkokcu» otHocuTcs K —O-ankmy. [IpuMepsl ankokcH BKIFOYaOT B ceds Oe3
OTPaHUYEHUS METOKCH, 3TOKCH, H-TIPOTIOKCH, H3OIMPOIOKCH, H-OyTOKCH, M300YTOKCH, BTOp-
OyTOKCH U TPeT-OyTOKCH.

TepMHH «aJIKEHWUJI» OTHOCUTCS K HEHACBILEHHOMN YIJI€BOJOPOIHON IpyIIe C JIMHEHHON
WUIA Pa3BETBIEHHOH LETIBIO WIIM €€ KOMOMHAIIMY, UMEIOIIeH 3aJaHHOE YICIIO aTOMOB yrieposa u
UMeoIIel OHy M OoJiee ABOHHBIX CBsi3ed. [IprMepsl aJKeHMIbHBIX TPYII BKIFOYAIOT B ceOst
0e3 orpaHuueHUs STeHWJ (WM BHUHWI), auml U Oyr-3-eH-1-mn. JlaHHBIA TEPMHH TaKxke
OXBAaTbIBAET LIUC- U TPAHC-U30MEPhI U UX CMECH.

TepMHH «aNKUHUI» OTHOCUTCS K HEHACBILIEHHOW YIJE€BOJOPOAHON rpynne ¢ JUHEHHOU
WM Pa3BETBJICHHON IIENbIO, UMEIOIIEH 3aJaHHOe YHCIIO aTOMOB yriiepoaa (Hampumep, oT 2 10 8
WA OT 2 10 6 aTOMOB yriepona) U MO MeHbIIeH Mepe OOHY TPOWHYIO YIIIEPOA-YIIEPOIHYIO
cBs3b. lIpuMepbl aNKUHMIIBHBIX TPYIIT BKIKOYAOT B cebst Oe3 orpaHuveHus aneTwieHua (-
C=CH) u nponaprun (-CH2C=CH).

TepMUH «ankuieH» OTHOCUTCS K ABYXBAJEHTHOMN IpyIie, KOTopas sIBIAETCS paauKaioM
ankKaHa. AJIKWIEH MOXKET TPEICTaBIsITh COOOH JBYXBAJIEHTHBIM aJKWJIBHBIA pagukan ¢
JUHENHON niM pasBeTBiIeHHOHN Henbto. «Ci4 anKuleH» OTHOCUTCS K aJKWJIEHOBBIM TIpYyIIaM,
coaep:xamumM oT 1 1o 4 aToMOB yriepoaa.

TepMuH «apwin» OTHOCHTCS K OIHOBAJICHTHOH apOMaTHYECKOH KapOOLMKINYECKOH
rpynmne, conepxaieil or 6 a0 18 KOJbLEBBIX aTOMOB YIJIEpOAAa W HUMELIEH OMHO KOJBLO
(penunpHast rpymma) MM HECKOJBKO KOHICHCHUPOBAHHBIX KoJiell (Hampumep, HagTH,
aHTpAlleHWJ WIM WHAAHWJ), MpUYeM KOHISHCHPOBAHHBIC KOJIbLA SIBJSIIOTCS HEOOS3aTENbHO

ApOMATUYCCKUMU TIPpU YCJIOBUH, YTO TOUYKA MNPUCOCAUHEHUA apPIJIbHOfI rpynmbl K I/ICXOI[HOI\/'I
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CTPYKTYp€ HaxOOUTCs HA aTOMe apoMaTH4YeCKOro KOJbLA. «ApHil», Kak OIpEIeNeHO B
HACTOSIIEM JOKYMEHTE, OXBAThIBAET IPYIIILI, TAKHE KaK (HeHIIT U (PIyopeHuI.

TepMuH «UUKIOATIKUAD OTHOCHUTCA K LUKIWYECKUM YIJE€BOAOPOAHBIM rpynmnam ¢ 3—10
KOJIbLIEBBIMM aTOMaMH yIJepoJa, HMEKIIUM OJHO WIM HECKOJNBbKO LUKIUYECKUX KOJELl,
BKJIIOYasi KOHJECHCHPOBAaHHBIE, MOCTHUKOBbIE M CIUPOKOJIbLEBBIE cuCTeMbl. IIpumepsnl
MOJIXOASALINX LUKJIOANKHIBHBIX TPYII BKIIOYAIOT B ce0s1, HAPUMEp, aJaMaHTWII, TUKJIOMPOTIHIL,
LUKJIOOYTHI, LUKJIOMEHTUN, LUKJIOOKTHII U TOMYy Nojo0Hoe. Takue LUKIIOANKHIIIbHBIE TPYIIIbI
BKJIFOYAIOT B ce0sl, B KAUeCTBE IPUMepa, OJHOILIETIOUEUHbIe CTPYKTYPbI, TAKHE KaK LIUKJIOTPOTIHIL,
LUKJIOOYTHI, LUKJIONEHTUJ, IUKJIOOKTHII H TOMY NMOJOOHOE, MIJIH MHOXECTBEHHBIE KOJIbIIEBbIE
CTPYKTYpBI, TaKH€ KaK aJaMaHTAaHWJI U TOMYy MOJoOHOe. B HEKOTOPBIX Ciydasx LHUKIOATKUI
npeacTaBisieT coOOH MOHOLIMKIMYECKOE KOJBIO. B HEKOTOPBIX CiiydasX MHMKJIOAJTKU
npeacTaBisieT coO0H 3-6-4IeHHOE KOJIBLIO.

TepMuUH «UUMKIOAIKEHWI» OTHOCHTCA K LMKJIWYECKOM AJKEHWJIBHOM TIpymnre,
conep:xauied ot 4 1o 10 KoIbLEBBIX ATOMOB YIJIEPOa U UMEIOLIEH OTHO LIMKJINYECKOE KOJBLO U
10 MeHbIIEH Mepe OHY TOYKY BHYTPEHHEH HEHACBHIIIEHHOCTH, KOTOPast HEOOsI3aTeIbHO MOXKET
ObITh 3amenieHa 1-3 ankwiIbHBIMH Tpynnamu. lIpuMepbl MOAXOASIIMX MHKIJIOAIKEHIIIBHBIX
IPYIIN BKJIIOYAIOT B ce0sl, HAPUMED, LHUKJIOMEHT-3-€HWII, [IUKJIOTEKC-2-€HUJI, IUKIOOKT-3-eHUII
U TOMY TIOJ00HOE.

TepMuH «rajoreHajJKmI OTHOCUTCS K JKHJIBHON TPYIIE, Kak ObLIO OMUCAHO BBILIE, TIE
OIuH WM 0ojiee aTOMOB BOAOPOAA HAa aJKWJIBHOW TPYIE 3aMeleHbl raJlOr€HOBOH TpyMIIoN.
ITprMepr! TaKuX TPYIIT BKIFOYAIOT B ceOst Oe3 orpaHryueHus PTOPaJKUIbHBIC TPYIIIBL, TAKHE KaK
¢dTopatun, Tpudropmerni, AUGTOPMETII, TPUPTOPITHI U TOMY OAOOHOE.

TepmuH «rerepoapun» OTHOCUTCA K MOHOLMKIMYECKOMY, KOHIEHCHPOBAHHOMY
OMLIMKIIMYECKOMY  WJM  KOHACHCHPOBAHHOMY  MOJHULHUKIMYECKOMY  apOMaTHYECKOMY
reTeponHKiTy (KOJbIeBast CTPYKTYpa, HMMEIOMas aTOMbl KOJbIA, BHIOPaHHbIE H3 aTOMOB
yriepona, U He OoJjiee YeTbIpeX IeTepoaTOMOB, BBIOPAHHBIX W3 a30Ta, KUCJIOPOIA M CEphI),
uMerIeMy ot 3 10 12 aToMOB KOJbLA Ha KaxAbld rerepouuki. MnmtocTpaTuBHBIE NpUMEpHI
reTepOoapUiIbHBIX TPYIII BKIFOUYAOT B cebs crenyromue 0ObeKThl B BUAE HAAJIEKAIINM 00pa3oM

CBSI3aHHBIX (PParMeHTOB:
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TepMHUHBI «TETEPOLUKINIIY WIH (T€TePOLUKIOANKUID OTHOCSTCS K HACBHILEHHON WiIn
YaCTUYHO HEHACBILIEHHOHN IpyIIe, UMEoIel OJHO KOJIbLO WIM HECKOJIBKO KOHJIEHCUPOBAHHBIX
KOJIell, BKJIF0Uask KOHAEHCUPOBaHHbIE, MOCTUKOBbIE MJIU CITUPOKOJIbLIEBbIE CUCTEMbBI, U UMEIOLI el
ot 3 1o 20 atoMoB KoJbLa, BKIF0Uas ot 1 1o 10 rerepoaroMoB. TH aTOMBI KOJIbLIA BEIOpPAHBI U3
IPyIIBL, COCTOsILIEH U3 yriaepona, a30Ta, Cepbl WM KUCJIOpoAa. B ompeneneHHBIX BapuaHTax
OCYILIECTBJIEHUs] aTOMBI a30Ta W/MJIM CePbl TETEPOLMKINYECKON TPyl HEoOsS3aTeNbHO
OKHUCIISIIOTCST ¢ oOpazoBaHueM (pparmentos -N-okcupa, -S(O)- mwm —SO;z-. MmmoctpatuBHbIe
NPUMEPBl TETePOLMKINYECKHX TPYMIl BKIIOYAT B cedsd crepyromue OOBEKThI B BHIE

HaJUJIeKAIUM 00pa3oM CBSI3aHHBIX (PPArMEHTOB:

D OO0 000,

N
H

Tepmun «ramoren» mnpexncrasisgeT xyuop, ¢rop, Opom wmmm #ox. TepMmuH «rajoren»
npeAcTaBisieT rpymnmnsl Gropa, xiopa, Opoma wiu Hoxa.

TepmuH «oKcO» TpeacTaBisieT KapOOHWIBbHBIA kuciopon. Hampumep, nmkiomeHTu,
3aMEIIeHHBIN OKCO, MPEACTABIISIET COOOM LIUKIIOTIEHTAHOH.

CrnenmanmucraM B JaHHOHN 00JaCTH TEXHUKH OyIET MOHATHO, YTO BUIBI, NEPEUHCICHHbIE
WUIA TIPOUJUTIOCTPUPOBAHHBIE BBILIE, HE SIBJISIOTCS UCUEPIIBIBAIOIIUMH, U YTO TAKXKE MOTYT OBITh
BbIOpaHBI IOTIOJIHUTEIbHBIE BUbI, BXOAALINE B O0BEM 3THX YKAa3aHHBIX TEPMHHOB.

TepMuH «3aMeIIEHHBIIN» O3HAYAET, YTO YKa3aHHBIE IPyIa WIH (PparMeHT HeCyT OIUH
win OoJiee 3aMecTHTENeH, BKIOUasl 0e3 OrpaHUYeHHs] TAKUE 3aMECTHTENH, KaK aJKOKCH, alui,
AIMIIOKCH, KapOOHMJIAJIKOKCH, AaIlMJIAMHHO, aMHHO, aMHHOALI, aMHHOKapOOHHJIAMHHO,
AMHHOKapOOHMJIOKCH, [IUKJIOATKWI, HUKJIOAIKEHWII, apUJI, TeTepOapulI, apUIOKCH, LINAHO, a3usio,
rajioreH, THAPOKCHII, HUTPO, KApOOKCUJI, THOJ, THOAJKIII, [HUKJIOAIKWI, LIUKIOATKEHIII, aJIKUJL,
ANKEHWI, AJIKUHWJI, T€TEPOLUKIIIII, apaJIKWI, AMUHOCYJIB(GOHMI, CYIb()OHUITAMUHO, CYyIb(pOHUI,
OKCO, KapOOHMJIAKUIICHAJIKOKCH M TOMy NofnoOHoe. TepMuH «He3aMelIeHHbII» 03HaYaeT, YTo

yKa3aHHas rpymnmna He HeceT 3aMmectureliell. TepMuH «HeoOs3aTeNTbHO 3aMEIeHHbI» O3HAYAET,
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YTO YyKa3aHHAs TpyIa SIBJSIETCS HE3aMENMEHHOW WM 3aMeIleHHOW OJHMM uin OoJiee
3amectuTensiMi. Korma TepMUH «3aMEIeHHBII» HCIONb3YEeTCs Ui OMUCAHUS CTPYKTYPHOM
CHCTEMBI, TMOJPA3yMEBAETCs, YTO 3aMelleHHe [MPOUCXOIUT B JIOOOM  JOIMyCKaeMOM
BAJICHTHOCTBIO TOJIOXKeHUU cucTteMbl. Korma rpynma wnm ¢parMeHT Hecer Oojiee OIHOTO
3aMeCTHUTEs], CIIeAyeT MOHUMATh, YTO 3aMECTHTEIM MOTYT ObITh OJJUHAKOBBIMH MJIH OTJIMYAThCS
ApPYT OT ;apyra. B HEKOTOPBIX BapuaHTAax OCYIIECTBICHUs 3aMelIeHHbIE IPyIna uin GparMeHT
HECYT OT OJHOTO JO TSATH 3aMecTuTeNeldl. B HEKOTOpbIX BapHaHTAaX OCYIIECTBIICHUS
3aMelleHHble Tpynna win (parMeHT HECYT OIWH 3aMEeCTHTEIb. B HEKOTOPBIX BapHaHTax
OCYINECTBJICHUS] 3aMEIeHHbIe TpyIna Wik (parMeHT HECYT JBa 3aMecTHTeNsi. B HEeKOTOpBIX
BapUAHTAX OCYIIECTBJICHUs 3aMEIISCHHbIE TPyIma MIM (pparMeHT HECyT Tpu 3amecTturens. B
HEKOTOPBbIX BapHaHTaX OCYIIECTBIEHHS 3aMeEIleHHbIe TPyMna WIH (pparMeHT HECYT YeThIpe
3aMecTuTeNsl. B HEKOTOPBIX BapuUaHTAaX OCYHIECTBJIEHHUS 3aMeEIlEeHHbIE Tpymna win (GparMeHT
HECYT IITb 3aMECTUTENEH.

IMonpasymeBaercs, uto Jrobast ¢Gopmyna, ONKWCAHHAS B HACTOSIIEM JOKYMEHTE,
MPEICTABISIET COEAVMHEHHE C TakKOH CTPYKTYpHOU (OpMYJIOH, Takke Kak ONpenelieHHbIe
Bapuanuu win ¢Gopmbl. Hampumep, mnompasymeBaercs, 4To (GOpMyJia, TPEICTABIICHHAs B
HACTOSIIIEM JIOKYMEHTE, OXBaThIBAET paleMuueckyro ¢opmy, nubo omuH wim Oonee
SHAHTHOMEPHBIX, JTUACTEPEOMEPHBIX WM T€OMETPHUECKUX H30MepOoB, MO0 ux cmech. Kpome
TOro, MOApasyMeBaeTcs, 4To Jrodast Qopmyna, MpencTaBlieHHAass B HACTOSAIIEM JOKYMEHTE,
OTHOCHUTCS TaK)K€ K TUAPATY, COJIbBATY UJTH MOJUMOP(Y TAKOTO COSTUHEHUS MO0 K X CMECH.

Taxke mogpasymesaercsi, uyTo Jrodass GpopMysa, ONMHCAHHAS B HACTOSLIEM IOKYMEHTE,
npezCTaBysieT HeMedeHHbIe (OPMbI, TAKXKE KaK U MEYEHHbIe M30TOMaMH (POPMbI COETUHEHUSI.
MedeHHble M30TONMAMH COEIAMHEHHST HWMEIT CTPYKTYphl, H300pakeHHble (Qopmynamu,
MPEICTABJICHHBIMA B HACTOSIIEM JOKYMEHTe, 3a WCKIIOYEHHEeM TOTO, YTO OAWH Wiu Oolee
aTOMOB 3aMEIIEeHbl ATOMOM, HMEIOIINM BBIOPAHHBIE ATOMHYIO MAacCy WJIM MAacCOBOE€ YHCIIO.
IIpumepbl HM30TOIMOB, KOTOpPblE MOTYT OBbITH BKJIFOYEHBI B COEAMHEHHs 10 HACTOSIIEMY
U300pETEeHHI0, BKJIIOYAIOT B ceOsi M30TOMBI BOAOPOMA, YIyiepona, a3ora, kuciopoaa, docdopa,
dropa, xnopa u Hoxa, Takue xak “H, °H, '!C, ’C, 1*C, PN, 180, 70, 3'p, 3?P, ¥°S, B¥F, 3°Cl u 1271,
COOTBETCTBEHHO. Takue Me4YeHHblE H30TONAMU COEIMHEHUS] SIBIISIFOTCS MPUTOAHBIMH B
HcclenoBaHuax Merabonusma (mpexnourutensHo *C), MCCIemOBAHHAX KUHETUKM PeaKIuii
(manpumep, “H unu “H), Meromax oOHapyxeHHs WIM BU3YaJU3alUH [TAaKUX KaK TO3UTPOHHO-
smuccuonnas tomorpaduss (II9T) wmm oaHOMDOTOHHAsT SMUCCHUOHHAS KOMITBIOTEPHAS
tomorpadust (OPIKT)], Bkirodast aHaTU3bI pacrpeneIeHns IEKapCTBa WM CyOCTpaTa B TKAHSX,

WIM s PaAMOAKTUBHOTO JIeUeHMsl MAIlMeHTOB. B dwactHocTH, MeuenHoe °F wumm !C
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COeMHEHUE MOKET OBITh OCOOEHHO mpeanodYTuTeapbHbIM s uccienosannii [I9T wiu ODIKT.
Uccnenosanus [1OT u O@IKT moryT npoBoANTLCS, Kak omucaHo, Hanpumep, B Brooks, D.J,
“Positron Emission Tomography and Single-Photon Emission Computed Tomography in Central
Nervous System Drug Development,” NeuroRx 2005, 2(2), 226-236 u ccbUIKaxX, IUTUPYEMBIX B
HeM. Bonee Toro, 3amelnenue Gonee TsKEIbIMH M30TOMAMM, TAKUMH Kak Aeiitepuil (T. e. *H),
MOKeT oOOecreunBaTh OIpEACTCHHbIE TEPANeBTHUECKHE MPEHMYLIECTBa, OOYCIOBICHHbIE
Oonpiueii MeTaboNMn4Yeckoll CTaOMIIBHOCTBIO, HAIIPUMED, YBEIMUEHHBIM BPEMEHEM I0JIypacana
in VIVO WM CHIDKEHHBIMH TPeOOBaHUSAMH K JO3UPOBKE. MeUeHHbIe N30TOMAaMH COCIMHEHUS I10
HACTOSIIIEMY M300pPETEHHIO M HMX IMPOJEKapcTBa B OOILIEM Cydae MOXKHO MOJy4YaThb, MPOBOMS
NPOLENYPhl, OMHCAHHBIE B CXeMax WM B MpHMEpPax U Ipernaparax, MPeICTaBICHHBIX HIDKE,
3aMerntast IErKOAOCTYITHbBII MEYEHHBII H30TOMOM PEareHT He MEUEHHBIM H30TOIIOM PEareHTOM.

ITonpasymesaercs, uro HoMeHKnatypa «Cij», rae j > 1, Ipu NPUMEHEHHH B HACTOSIIEM
JOKYMEHTE K KJIacCy 3aMEeCTHTEJeH OTHOCHTCS K BapHaHTaM OCYIIECTBJICHHS HACTOSILIETO
n300peTeHus, ISl KOTOPBIX BCE M KAXKABIH M3 YHCNA YIJIEPOIHBIX 3JIEMEHTOB OT 1 JI0 j, BKJIIOUast
1 1 j, HE3aBUCUMO pean3oBaHbl. B kadectBe mpumepa TepmMuH C13 HE3aBUCHMO OTHOCHTCS K
BAPMAHTAM OCYIIECTBJIECHUS, KOTOpPbIE UMEIOT OAMH yriepoaHbiii siemeHT (Ci), BapuaHTam
OCYILIECTBIIEHHs, KOTOpbleé WMEIT 1Ba yrieponHelx osiaemeHta (Cz), W BapuaHTam
OCYIIECTBJICHUS, KOTOPbIE UMEIOT TPH yriiepoaHbIX 35iemenTa (Cs).

ITonpasymeBaercs, 4To OO0 MU3aMECTHTENb, YIIOMSHYTBI B HACTOSIIIEM JTOKYMEHTE,
OXBATBIBAET PA3JIMYHBIE BO3MOKHOCTH MPUCOCIMHEHUS, €CIIM JOIyCKaeTcst 0oyiee OAHOM Takoi
BO3MOKHOCTH. Hampumep, B HacrosiieM IOOKyMEHTe au3amecTutens —A-B-, rme A # B,
OTHOCHTCSI K TaKOMY JHU3aMECTHTEJI0, B KOTOPOM A INPHCOEIUHEH K MEPBOMY 3aMEIEHHOMY
3JNIeMEHTY U B mpucoennHeH Ko BTOPOMY 3aMEIEHHOMY 3JIEMEHTY, & TaK)K€ OTHOCUTCS K TaKUM
IM3aMECTUTENSIM, B KOTOPBIX A TNPHCOEAMHEH KO BTOPOMY 3aMEIlEHHOMY 3JIeMeHTy u B
NPUCOETUHEH K IEPBOMY 3aMELICHHOMY 3JIEMEHTY .

Hacrosmee n3oOpereHne Takke OXBaTbiBaeT (hapMaLeBTUUECKH MpPHEMJIEMbIE COJIU
COenMHEHUH, npencTaBieHHbIx Popmynoii (A), (A-1), (A-2), (I), (Ia) unu (Ib), nmu coenuHeHMH
u3 Tabmumbl 1, ¢dapmaueBTHYECKHE KOMITO3WIMH, COAEpIKalIHe 3TH COJNH, M CHOCOOBI
MIPUMEHEHHUs] STUX COJIEH.

ITonpasymeBaercs, dYTO «(papMaLeBTHUECKH MpHEMJeMas COJb» O3Ha4daeT CoJlb
cBOOOTHON KHCIIOTHI UM OCHOBAHMS COSAMHEHUS, MPENCTABIEHHOIO B HACTOSIIEM JOKYMEHTE,
KOTOpast SIBJIIETCS] HETOKCUYHOH, OMOJIOTHYeCKU MEPEeHOCUMON U MHBIM 00pa3oM OHOJIOrMYeCKH
npuemsieMoit s BBeneHus cyobekry. Cm., B oOmem, S.M. Berge, et al., “Pharmaceutical Salts,”

J. Pharm. Sci., 1977, 66, 1-19. KonkpeTHble papManeBTHUECKH PUEMIIEMbIE COJIU — 3TO COJIH,
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KOTOpBIE SABISIOTCS (papmakojornueckd 3pGPEeKTUBHBIMU M MPUTOAHBIMH U1l KOHTAKTHPOBAHHS
C TKaHAMHU CyObekTa 0€3 Ype3MepHON TOKCUYHOCTH, PA3IpaKeHHsI WIH aJUIEPrHUeCKON PeaKLnu.
CoenuHenne, ONMHMCAHHOE B HACTOSAIIEM JOKYMEHTE, MOXKET HWMETh JOCTATOYHO KHCJIOTHYIO
IPyIIy, AOCTATOYHO OCHOBHYIO Tpymmy, 00a Tuna (pyHKUHOHAIBHBIX IPyNIl WK Ooyee dem
OJIHY Ka)KIOTO THIIA U COOTBETCTBYIOLIMM OOpPa30M pearupoBaTh C PSIIOM HEOPTraHMYECKHX HIIH
OPraHWYeCKUX OCHOBAHMH, a TakKKe HEOPraHWYeCKUX WM OpPraHMYeCKUX KHCIOT JUIs
obpa3oBaHus (papMaLeBTHUECKH TPUEMIIEMO COJIH.

IIpumepr! (apMaLeBTHUECKH NPUEMIIEMBIX COJIEH BKIIOYAIOT B ce0s  CynbgaTsl,
nupocynbgarel, Oucynbdarsl, cynbpuTel, OuCynbduTh, Qochare, Monoruapodocdarsr,
nurunpodocdarer, metadocdarsr, mupodocdaTsl, XIOPUABL, OPOMUABI, WOMUIBI, AaleTaTh,
NPONHMOHATHI, JAEKAHOATbI, KaNpWJIaThl, aKpuiatel, (QopMuaTel, H300yTHUPATHL, KaIpPOATHI,
renTaHoaThl, MPOMHOJIAThI, OKCANAThI, MAJIOHATHI, CYKLIUHATHI, cyOepatsl, cebanarsl, pyMaparsl,
Majeatbl, OyTuH-1,4-nuoartsl, rekcuH-1,6-nuoathl, OeH30aThl, XJOPOEH30aThl, METUIOEH30aThlI,
OMHUTPOOEH30aThl,  THAPOKCHOEH30aThl,  METOKCHOEH30aThl,  (ramaTel,  CyJb(OHATHI,
METHJICYJIb(QOHATHI, MPOMIICYIb(POHATH, OEe3WIaThl, KCHJIOJCYIb(pOHAThl, HadTaIHH-1-
cynbdoHaTsl, HapTaTUH-2-Cynb(pOHATHI, (PeHMIaLeTaThl, (PEeHIIMPONHOHATHI, (PeHUIOYTUPATSI,
LUTPATBhl, JIAKTAThl, Y-TUAPOKCHOYTUPATHI, TJIMKOJATBHL, TapTparbl W MaHaenarbl. CHucKu
NOIXOAAIINX  (papMaleBTUYECKH TPUEMJIEMBIX CoOJled MOKHO Haitu B Remington’s
Pharmaceutical Sciences, 17th Edition, Mack Publishing Company, Easton, Pa., 1985.

Hnsa coenunenuss @opmynet (A), (A-1), (A-2), (I), (Ia) wm (Ib) unn coenuHeHUs 3
Tabmuipl 1, KOTOpOE COAEPIKHUT a30THCTOE OCHOBaHHUE, (hapMaLEBTHUECKH MpHUEMIIEMasl COJb
MOKET OBITh MOJy4YeHa JIOOBIM TMOAXOISIIIUM CHOCOOOM, IOCTYIHBIM B IaHHOH oOnacTu
TEXHUKH, Hampumep, oOpaboTKOll CBOOOIHOrO OCHOBAaHHS HEOPTaHMYECKOW KHCJIOTOW, TakKOH
KaK COJITHAs KHUCJIOTa, OpPOMHCTOBOAOPOAHAS KHCJIOTA, CEepHAasl KHUCIOTA, CyJb(haMHUHOBas
KHUCJIOTA, a30THAasl KHUCJOTa, OOpHas KUCioTa, (ochopHas KUCIOTa U TOMYy MHOMOOHOE, WU
OPraHU4eCKOH KUCIOTOH, TAKOH KaK YKCyCHasl KHCIIOTa, (PEHUIYKCYCHAs! KUCIIOTA, TPOIMMOHOBAS
KHCJIOTa, CTEApUHOBAs KHCIOTA, MOJIOYHAs KHCJIOTa, AaCKOPOWHOBAas KHCJIOTAa, MAJEUHOBAs
KHCJIOTa, THAPOKCUMAJIEWHOBAsE KHUCJIOTA, M3€THOHOBAs KHCJIOTA, SIHTApHAs KHCJIOTA,
BAJICPHAHOBAs KHCJOTA, (pymMapoBast KMUCIOTA, MAJOHOBAsI KUCJIOTA, MMPOBHHOTPAIHASI KHCIIOTA,
IaBeyieBasl KHUCIOTA, TJIMKOJEBas KHCJIOTA, CAJIMLAJIOBAS KHUCJIOTA, OJIEMHOBAs KHCJIOTA,
NAJIBMUTHHOBAS KHUCJIOTA, JIAypUHOBAs KHCJIOTA, NHPAHO3UAMIIOBAS KHCJIOTA, Takas Kak
TJIIOKYPOHOBAsl KHCJIOTA WJIM TalAKTYPOHOBAs KHCIOTA, ainb(a-THAPOKCH KHUCIOTA, Takas Kak
MUHJQJIbHAS KUCJIOTA, JIMMOHHAS KHUCJIOTa WM BHHHAS KHCJIOTA, aMUHOKHCIOTA, Takas Kak

acliaparuHoBass KHCJIOTa WKW TJIYTAMHHOBAA KHCJIOTA, apOMaTHYECKasd KUCIIOTA, TaKasd Kak
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OeH30lHasi KHUCIOTa, 2-alleTOKCHOEH30WHasi KHUCIOTa, HadToiHAs KHUCIOTAa WM KOpHYHAs
KHCJIOTa, Cynb(OHOBas  KHCIOTA, Takas Kak  JlaypuicyibQoHOBas  KUCIOTa,  II-
TOJYOJICYTb(OHOBAS KUCJIOTA, METAHCYJIb(OHOBAsE KHCIOTAa WM 3TAHCYIb()OHOBAas KHUCIOTA,
WK J1t00asi COBMECTHMAsi CMeCh KHCJIOT, TAKUX KakK INPEICTaBJIEHHbIE B KaueCTBE NMpHUMepa B
HACTOSIIIEM JOKYMEHTE, a Takke JIrodast apyrasl KHCIOTa MM €€ CMeCb, KOTOPBbIE CUHUTAOTCS
SKBUBAJICHTAMH WJIM TIPUEMIIEMBIMU 3aMECTUTEISIMHU B CBETE OOBIYHON KOMIETEHIIH B 00JacTH
JAHHOM TEXHOJIOTUU.

Hacrosmee omnmcanume Takke OTHOCUTCA K (apMaleBTHUYECKH IPUEMIIEMbIM
nponekapcTeaM coenuHeHnH @opmynel (A), (A-1), (A-2), (I), (Ia) umu (Ib) wnu coenuaeHni 13
Tabmuipel 1, a Takke K crocobam JieueHus], B KOTOPBIX UCTONB3YIOTCS Takue (papMaleBTHUECKH
npuUeMJIeMble  TNPOJIEKapCTBa. |€PMHUH  «IIPOJEKAPCTBO»  O3HAYAET  IPEIIeCTBEHHHUKA
0003HAUEHHOTO COEIUHEHMs], KOTOPBIH IOC/IEe BBEACHHs CYOBEKTY NaeT COeIUHEHHE in Vivo
NyTeM XHMHYECKOTO WM (PU3UOJIOTHYECKOrO MpOLecca, TAaKOro Kak COJbBOJIU3 WM
(epMeHTaTUBHOE paclleIUieHue, Wi B (PHU3HOJOrMYECKHX YCIOBHSX (HAMpHUMEp, IpH
IOBeNeHNH N0 (pu3nosoruyeckoro ypoBHs pH mposekapcTBO mpeBpamaeTrcs B COEAUHEHHE I10
dopmyre). «PapMaleBTHUECKH MPHEMIIEMOE MPOJIEKAPCTBO» — 3TO MPOJIEKAPCTBO, KOTOPOE
SIBJIIETCSI HETOKCHUYHBIM, OHOJIOTMYECKH MNEePEHOCHMBIM U HMHBIM 00pa3oM OHOJIOTHYECKH
NpUEeMJIEMbIM  JUII  BBeINeHHs CyObekTy. MiumocTparwBHBIE TNpouLEAypbl BbIOOpa W
MPUTOTOBJICHUS TIOIXOASIIHUX MPOJIEKapCTB OMucanbl, Hanpumep, B “Design of Prodrugs”, ed. H.
Bundgaard, Elsevier, 1985.

Hacrosmee onmcanne Takke OTHOCHTCS K (PapMalleBTUYECKH aKTHBHBIM METa0OJIHTaM
coequaeHnit @opmynsl (A), (A-1), (A-2), (I), (Ia) wm (Ib) nmm coenuHennit u3 tabnuie! 1, a
TAKXK€ K HCIOJIb30BAHUIO TAKMX METa0OJUTOB B Crocodax, MPEACTABICHHbIX B HACTOSIIEM
nokymenrte. «PapmalieBTHUECKH aKTUBHBIN METa0OJUTY» O3HAa4YaeT (papMaleBTUYeCKH aKTHBHBIN
NPOAYKT MeTabon3Ma B oprann3me coeanHeHust @opmyiel (A), (A-1), (A-2), (), (Ia) wm (Ib),
WA COEAMHEHUH U3 Tabnuiel 1, wim conu mrod0ro U3 BhlmenepednciaeHHoro. Ilponekapcrea u
aKTUBHBIE META0OJHThl COCOMHEHUS MOXHO OMNPEAENUTh C TOMOIIBI OOBIYHBIX METOMMK,
W3BECTHBIX WJIH TOCTYIHBIX B NaHHOH oOmactu Texuuku. Cm., Hanpumep, Bertolini et al., J. Med.
Chem. 1997, 40, 2011-2016; Shan et al., J. Pharm. Sci. 1997, 86 (7), 765-767; Bagshawe, Drug
Dev. Res. 1995, 34, 220-230; Bodor, Adv. Drug Res. 1984, 13, 255-331; Bundgaard, Design of
Prodrugs (Elsevier Press, 1985); u Larsen, Design and Application of Prodrugs, Drug Design and
Development (Krogsgaard-Larsen et al., eds., Harwood Academic Publishers, 1991).

dapmareBTHIeCKie KOMIIO3ULIUH

B Oejax JICUCHUA (I)apMaLIeBTI/ILIeCKI/Ie KOMIIO3WIUHY, COACpKAIHUE COCAUHECHUA,
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ONHMCAHHBIE B HACTOSIIEM IOKYMEHTE, MOTYT IOTIOJIHUTENbHO COJAEPKaTh OOHO WM Oojiee
(apMareBTHUECKH MPHUEMJIEMBIX BCIIOMOTATENIbHBIX BeIlecTB. PapMaleBTHUECKH MPHEMIIEMOE
BCIIOMOTaTEeNbHOE BEIIECTBO — 3TO BELIECTBO, KOTOPOE SIBJSIETCS HETOKCHYHBIM W HHBIM
o0pa3oM OHOJIOTHYECKH MpPHEMJIEMbIM MJIsi BBeIeHHs CyObekTy. Takue BCrOMOraTesbHbIE
BEIIECTBA CMOCOOCTBYIOT BBENEHHIO COCOMHEHUH, OMUCAHHBIX B HACTOSALIEM JAOKYMEHTE, |
SBJIIIOTCSL COBMECTUMBIMH € AKTUBHBIM HMHTpenueHToM. llpumepsl QapmaneBTHUECKH
NPUEMJIEMBIX BCIIOMOTATENIbHBIX BEIIECTB BKIIIOYAIOT B ceOs CTAaOMIM3aTOPBI, CMAa3bIBAIOLINE
BEIIIECTBA, MOBEPXHOCTHO-AaKTHBHBIE BEINECTBA, Pa3OaBUTENH, AaHTHOKCUAAHTHI, CBS3bIBAIOIINE
BEIIECTBA, KpacuTesy, obbeMooOpasyromue areHThl, SMYJIBIaToOpPhI Win
BKYCOMOAU(HUIIUPYIOLITHE areHThl. B KOHKPETHBIX BAapUAHTaX OCYLIECTBJICHUS
dapMarieBTHUECKHE KOMIIO3MLIUU B COOTBETCTBHH C HACTOSIIMM OIHCAHUEM IPEACTABIISIOT
co0oM cTepuibHbIE KOMMO3HLIUK. PapMaleBTHUECKHE KOMIIO3ULUH MOTYT OBITh TOJYYEHBI C
MIOMOIII0 METOAUK CMEIINBAHMS, H3BECTHBIX HJIM JOCTYMHBIX CHELUAINCTY B JAHHOH O0NacTH
TEXHUKH.

CrepuibHble KOMIO3HLIUU TAKXKE MPEAYCMOTPEHbI HACTOSIINM H300pETEeHHEM, BKIJIFOUAs
KOMIIO3ULIUH, KOTOPbIE COOTBETCTBYIOT HALIMOHAJIBHBIM U MECTHBIM IIPAaBUJIAM, PErYIUPYIOLIUM
TaKue KOMITO3ULIUH.

dapmaLeBTHUECKUE KOMIIO3ULIMA U COEAUHEHUs], ONMUCAHHbIE B HACTOSIIIEM AOKYMEHTE,
MOTYT OBITb COCTaBJICHbI B BHIE pPACTBOPOB, 3MYJbCHH, CYCIIEH3MH WM IUCIEPCHH B
NOIXOAALINX (PapMaLeBTUYECKUX PACTBOPUTENSAX MM HOCUTENSX, JUOO B BHIE IHIIOJb,
TabJETOK, TMACTWIOK, CYNIIIO3UTOPHEB, calle, Apake, TPaHys, MOPOIIKOB, IMOPOIIKOB JUIS
BOCCTAHOBJICHUSI WM KalcyJl BMeCTE€ C TBEPAbIMHM HOCHUTENISIMU B COOTBETCTBUM C
TPATULIMOHHBIMU CIOCO0AMH, HW3BECTHBIMH B JaHHOW OOJACTH TEXHHUKH ISl TIOJYyYEHHS
Pa3NUYHBIX JIEKAPCTBEHHBbIX (opMm. DPapMaleBTHUECKHE KOMIIO3ULMH [0 HACTOSIIEMY
U300pETEHNI0 MOTYT BBOJIUTBCS MOIXOMALINM MyTeM AOCTaBKH, TAKUM KakK IEpOpajbHbIM,
NApeHTEePANbHBIN, pPEKTANbHbIN, HA3aJbHbIM, MECTHBI WM TIJIa3HOH myTH JHOO myTeM
UHrajgsiquu. B HEKOTOpBIX BapWaHTaxX OCYLIECTBJIEHHUs KOMIIO3ULUU COCTaBJICHBI JJIs
BHYTPUBEHHOI'O UJIU NEPOPATBHOIO BBEAECHUS.

Jlis mepopasbHOrO BBEACHUSI COEAMHEHUs MO HACTOALIEMY H300pPETEeHHI0 MOTYT OBITh
NPEIJIOKEHbl B TBEpAOH (opMe, TakoW Kak TaOJNETKW WIJIM KarCyJjbl, UM B BHUIE PacTBOpA,
SMyJbCUU WJIHA CYCHEH3uu. [[1s mMonydeHHsT NepOpPANBbHBIX KOMIIO3ULMH COEAVHEHUS IO
HACTOSIIEMY H300PETEHNIO MOTYT ObITh COCTABJIEHBI ISl IOJYUEHHUS AO3bI, HAITPUMED, OT OKOJIO
0,01 mo okojo 50 Mr/kr exkeqHEBHO, MM OT O0KoJio 0,05 1o okoyio 20 MI/Kr €KeTHEBHO, HJIH OT

okoJio 0,1 no okono 10 Mr/kr exxenHeBHO. J{ONMOJIHUTENbHBIE T03bI BKIFOYAIOT B CE0s1 OT OKOJIO
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0,1 mr g0 1 r exxegHeBHO, OT OKOJiO 1 Mr 710 okoi0 10 Mr exxeHeBHO, OT 0KoJio 10 Mr 10 OKOJIO
50 Mr exxegHeBHO, OT OKOJIO 50 mMr mo okoJyio 250 Mr exxemHeBHO WiIH OT okoyio 250 mr mo 1 1
exxenHeBHO. [lepopasbHble TaOJETKH MOTYT COEPKaTh aKTUBHBIE MHIPEIHEHTHI, CMELIAHHBIE C
COBMECTHUMBIMHU (hapMaLeBTHUECKH MPHEMJIEMbIMH BCIIOMOTATEJIbHBIMU BEIIECTBAMH, TaKHUMH
Kak pas30aBUTENH, AE3MHTEIPUPYIOIINE AareHTbl, CBSI3bIBAIOIIME BEIIECTBA, CMA3bIBAIOLINE
BEIECTBA, TNOACIACTUTENH, apOMaTH3aTOpPbl, KPACHTENM W KOHCepBaHTHL llomxopsiiue
HUHEPTHBIE (PIILIEPH] BKIOYAIOT B ceOst KapOOHAT HATpHS U Kajblys, pochaT HATPHUS M KAIIbLIHS,
JAKTO3y, KpaxMal, caxap, IIFOKO3Y, METHIILEIUTIOJIO3Y, CTeapaTr MarHus, MAaHHUT, COPOUT U TOMY
nonoOHoe. [IpuMepsl KUIOKUX MEPOPATbHBIX BCIIOMOTATENbHBIX BEINECTB BKIIOYAIOT B CeOs
STAHOJ, TJMLEPUH, Boxy H Tomy mnoxobnoe. Kpaxman, nomusuamammpposunod (I1BID),
KPaxXMaJTJUKOJAT HATPHUS, MUKPOKPUCTAJUIMYECKAss MLEJUTI0J03a H  aJbIUHOBAs KHCJIOTA
SIBJIIIOTCS] IPUMEPAMH I€3MHTETPUPYIOLINX areHToB. CBS3bIBAIOIINE BEIIECTBA MOTYT BKJIIOYATh
B cebs kpaxman u kenatuH. (CMas3blBalOIIME BEINECTBA, €CIU MPUCYTCTBYIOT, MOTYT
NPEACTaBIATh COOOM CTeapaT MarHusi, CTEApUHOBYIO KHCJIOTY WM Tanbk. [lpu HeoOxoaumocTu
TabNETKH MOTYT OBbITh MOKPBITHI MAaTEPUANOM, TaKUM KaK MOHOCTeapar TJUIEepUHa WIN
apcTeapaT TIHLEPUHA, YTOOBl 3aMEIUIUTh BCACBIBAHHE B JKEJIYAOYHO-KHIIEUYHOM TPAKTE, HIIH
MOTYT OBITh MOKPBITHI SHTEPOCOTOOMIBHBIM TOKPBITHEM.

Kancynel 11 mepopaiibHOrO BBEAEHHUS BKIOYAIOT B Ce0s TBEpAble W MSTKHE
JKENIATHHOBBIE ~ Karcyibl. Il  TMOJY4eHHsT TBEPHBIX JKEJATHMHOBBIX KATCyJl aKTHUBHBIE
UHTPEIUEHTHl MOTYT CMEIIMBATBCA C TBEPABIM, MOJYTBEPABIM MWJIH KHIKUM pa3OaBUTENEM.
Msrkue >KeNaTUHOBBIE KaICyJbl MOTYT OBITh TOJy4YeHbl NyTeM CMEIIMBAHHUA AaKTHBHOTO
UHTPENUEHTa C BOJOH, MAacjioM, TaKUM Kak apaxuCoOBOE HWJIM OJHBKOBOE MAacCJO, JKHUAKHM
napauHOM, CMEChIO MOHO- M JWUMJIMLEPHUAOB KOPOTKOLETOYEUHBIX JKUPHBIX KHUCIOT,
NOJUATUAEHTIUKOJeM 400 WM OpONUICHTJIUKOJIEM.

KuakocTu 11 mepopasbHOrO BBEIEHHUs] MOTYT OBITh B (pOpMe CYCHEH3Ui, pacTBOPOB,
SMYJIBCHH HIJIH CHPOTIOB, MOTYT OBITh JIMOPUIM3UPOBAHHBIME WJIM MOTYT OBITh TPEACTABJICHbI B
BUZE CYXOro MPOAYKTa IJsl Pa3BEeNeHHs] BOJOW WM IPYTUM TOIXOMSALINM HOCHTEIEM Mepen
UCTIOJb30BaHMEM. Takue JKUAKHE KOMIIO3MIMH MOTYT  HEOoOs3aTeNbHO  CONEPIKaTh:
(apMareBTHUECKH TNpUEMIIEMbIE BCIIOMOTaTEIbHbIE BEIECTBA, TaKUE KaK CYCIEHIUPYIOIIHE
areHTel  (Hampumep,  copOMT,  METHIIE/UN0JO03a,  albIMHAT  HATPHUsS,  JKEJATHH,
THOPOKCUATUIILEIUTION03a, KapOOKCHMETIIILIEIUTION03a, Tellb CTeapara AIIOMHUHUS U TOMY
nofo0HOe), HEBOIAHBIE HOCUTENH, HamlpUMep, Macio (HampuMmep, MHUHIAIbHOE Macjio HWIIH
(pakLMOHMPOBAHHOE KOKOCOBOE MAcCJO), MPOIMMJIEHTJIUKOIb, 3THJOBBI CHOUPT WM BOAY,

KOHCEPBaHThI (HAIIPUMEpP, METHJI WM NMPOTHJ M-THAPOKCHOEH30aT WM COpPOMHOBAs KHCIIOTA),
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CMauYMBAIOIINE areHThl, TaKHE KaK JIEMUTHH, W TNPU HEOOXOOUMOCTH apoOMaTH3aTOPbl HIIH
KpacuTeu.

Kommno3znnmy mo n300peTeHnr0 MOTyT OBITh COCTABJICHBI Ul PEKTAIBHOIO BBEIEHUS B
BUJE cynno3utopus. [l mapeHTepanbHOrO HCIHOJB30BAHUS, BKJIIOUYAs BHYTPUBEHHBIN,
BHYTPHUMBIIIEYHbIH, BHYTPUOPIOIIMHHBIA, WHTPAHA3AIbHBIA MM TOAKOKHBIA MyTH, areHTHI 110
HACTOSIIIEMY OIMHCAHHUIO MOTYT OBbITh NPEMJIOKEHBI B CTEPHJIBHBIX BOJHBIX PAcCTBOpaxX HIIH
cycneH3msix, Oy(depu3supoBaHHBIX OO0 COOTBETCTByIOUIero pH M HM30TOHMYHOCTH, I B
NapeHTepalbHO TpuemsieMoM Macie. llogxoasinue BOOHBIE HOCHTENHM BKIIOYAIOT B ceds
pactBop PuHrepa M W30TOHMYECKHH pacTBOp HaTpus xjopupaa. Takwe (OopMbl MOTYT OBITH
NPEACTaBICHbl B €IMHUYHON JIeKapCTBEHHOH (opme, Takoil Kak ammysibl WM OJHOPA30BbIE
YCTPOWCTBA U1 HHBEKIMH, B MHOTOJIO30BbIX (POpMax, TaKUX Kak (PIIaKOHBI, U3 KOTOPBIX MOYKHO
MOJIYYUTh COOTBETCTBYIOIIYIO 103y, JHOO B TBepmoil ¢opme mimm B (¢HopMe NEPBUIHOTO
KOHLICHTPATa, KOTOpble MOXKHO HWCHOJb30BaTh [JIsl MOJIyY€HHs HWHBEKLIIUOHHOTO COCTaBa.
HUnmoctpaTtuBHble WH(PY3UOHHBIE J03bI BApBUPYIOTCS B auama3zoHe or okoso 1 mo 1000
MKI/KI/MHH. areHTa, CMELIAHHOTO C (papMalleBTUYECKHMM HOCHUTEJIEM B TEUEHHE IMepHOAa B
JUana3oHe OT HECKOJIbKUX MUHYT 10 HECKOJIBKUX JHEH.

JUis Ha3aJbHOTO, WHTAJSIMMOHHOTO WJIM TEPOPAIbHOTO BBEACHUS (hapMalleBTHYECKHE
KOMIIO3ULIUK M0 HM300PETEHHI0O MOTYT BBOIMTHCS C TIOMOIIBIO, HANpUMeEp, CHpes, TakxkKe
COAEpKALIEro NOAXOASIINI HOCUTEb.

JUIs MECTHOrO TPUMEHEHHUS! COENUHEHHs IO HACTOSIIEMY H300pETEeHHIO MOTYT OBITh
COCTaBJICHBI B BUJIE KPEMOB MJIM Ma3el JIMOO B BUAE aHAJIOTUYHOTO HOCHUTEIIS, TOIXOASIIETO JJIs
MECTHOTO BBeACHHUS. JII1 MECTHOTO BBEICHHS COEAMHEHUS TI0 H300pPETEHHI0 MOTYT
CMEIINBAThCS ¢ (papMalleBTHYECKUM HOCHTEJIEM B KOHLEHTpalwu oT okouto 0,1% no okomno 10%
JIeKapCcTBa MO OTHOLIEHHIO K HOCUTEN0. B apyromM cmocoGe BBEAECHUS areHTOB IO HACTOSIIEMY
N300pPETEHUI0 MOXKET HCIOJIb30BAThCSl IJIACTHIPh [JIsI  OCYIIECTBJICHUS TPAHCIEPMAIbHOM
JOCTaBKH.

TepMuH «JedeHne» MM «IPOLECC JIEYEHUs» B KOHTEKCTE HACTOSILIEro AOKYMEHTa
OTHOCUTCSI K NOAXOAY Uil MOJY4YEeHUs MOJIE3HOTO WJIM KEJIaeMOro pPe3ysbTaTa, BKJIIOYas
KJIMHUYECKHE pe3ynbTaTel. i Lenel HacTOSINero ONMCAHMS TOJE3HbIM WM JKeJIaeMbIi
pe3yJibTaT BKIIOYaeT B ceOs 0e3 OrpaHHYeHHUs: CHIKEHHE TSDKECTH WIHM CAEP KUBaHUE
yXYyIIIeHNs1 3a00JI€BaHNs, CUMIITOMA MJIH COCTOSTHHS, OOJIerdYeHre CUMIITOMA, W/WIIH CHIDKEHHE
CTEMEHU TSDKECTH CUMITOMA, W/WIM TNPEeNOTBpAIlEeHHE YXYALIEHHs CUMITOMA, CBSI3aHHOTO C
COCTOSIHMEM, OCTAHOBKY pa3BUTHS 3a00JI€BaHWS, CHMIITOMA WJIM COCTOSIHUS, OOJerdyeHue

3a00JIeBaHUs, CHMIITOMA MJIM COCTOSIHUS, BBI3OB PErpecCHH 3a00JeBaHUs, HApPYLICHHUS WU
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cuMnToMa (C TOYKM 3pPEHHS TSUKECTH UM YacTOThl HETaTHMBHBIX CHMIITOMOB) HJIM OCTaHOBKY
CHUMIITOMOB 3a00JIeBaHUsl WK COCTOAHUS. [loe3Hble nin keJaeMble Pe3ybTaThl TAKKE MOTYT
NPEACTaBIsATh COOOH 3aMelUieHHe, OCTAaHOBKY WJIM PEBEPCHPOBAHUE IPOrPECCHPYIOLIETO
TedueHus 3aboseBaHus WK coctosiHUsL. Hanpumep, nosesHsie 3QQeKTsl MOTYT BKIIOUATh B CeOs
3aMeUIeHue TporpeccupoBaHusi Oone3sHu IlapkumHCOHa ¢ paHHeH craauu (Hampumep,
POAPOMAJIBHOM cTaanu uiH craanu 1, 2 uinu 3) k Gosnee mo3aHed craauu (HarpuMep, craauu 4
win 5) mubo octaHOBKY OosiesHu [TapkMHCOHA HA MPOIPOMAIPHON WIIM PAHHEH CTaIHSIX.

B koHTEKcTe HAcTOSIIEro JOKYMEHTa TePMHH «3aJepKKa» pa3BUTHs 3a00JE€BaHUS WIH
COCTOSIHMSI O3HA4aeT 3a[epPKKy, NMPENsATCTBOBAHUE, 3aMEMJICHHE, TOPMOXKEHNE, CTaOMIIH3aLHIO
W/WIA OTCPOUKY Pa3BUTHS 3a00JEBaHUS MM COCTOSTHUSL. JTa 3a€p:KKa MOXKET OBITh Pa3JInYHON
NPOJOJDKUTEIBHOCTH, B 3aBUCHMOCTH OT HCTOPUH OOJE3HH W/HIM HHIUBUAYYMA, KOTOPBIH
MOJUIEXKUT JieueHno. Kak 0ueBUAHO CIeNHaNnCTy B JAHHOHW O0aCTH TEXHUKH, TOCTATOYHAS UITH
3HAYUTENbHAs 3a/IeP’)KKa MOJKET, N0 CYTH, BKIIOUaTh B ceOs MpenoTBpalleHHe, MOCKOJBbKY Y
WHIMBUAYYMa He pa3BuUBaeTcs 3a0oyieBaHMe WM cocTostHME. Hampumep, cmocoO, KOTOpBIHA
«3anepkuBaeT» pa3BuTHe OonesHu IlapkuHCOHAa (Hampumep, Ha MPOAPOMAIBHOH CTaauU Y
UHIMBUAYYMa) — 3TO CHOCOO, KOTOPBIH CHIDKAET BEPOSITHOCTh Pa3BUTHS 3a00JIEBaHUS B
3aaHHBIA TEPUOJ BPEMEHHM W/MIM YMEHBINAET CTENeHb 3a00JIeBaHMs B 3aJaHHBIH NEPHOT
BPEMEHH 110 CPAaBHEHHIO C BAPUAHTOM HEHCIIOJIb30BAHHUS JAHHOTO Crocooa.

TepMuH «CyOBEKT» OTHOCUTCS K MALUEHTY-MJIEKOITUTAOLIEMY, HYKAAIOIEMYCS] B TAKOM
JeUeHNH, HarpuMep, K 4denoBeky. «CyOBeKTOM» MOXKET OBITh YENOBEK WJIM MOXKET ObIThb KOT,
co0aka, KOpOBa, KPbICA, MBIIIb, JIOIIA b UIH APYroe OJOMAITHEHHOE MIIEKOITUTAOLIEE.

ITpumepr! 3aboneBaHull, KOTOPhIE XapaKTEPH3YIOTCS arperanuell Oenka, BKIIOYAIOT B
cebst Oonesnp AnbireriMepa, 6one3nsb [lapkuHCOHa, TOOHO-BHCOYHYIO TEMEHLIUIO, JEMEHIIUIO ¢
tenbuaMu Jlesu (Gonesnp tenen Jlesu), OonesHp [lapkuHCOHA ¢ neMEHLMEH, MHOKECTBEHHYIO
CHUCTEMHYIO aTpodHI0, aMHOTPOPUUECKUH JaTepaNbHbIi CKIepo3, U 0oJie3Hb XaHTHUHITOHA, a
TAK)Ke€ BOCIAIMTENbHBIEC 3a00JIeBaHNUs, TAKHE KaK aCTMa, XPOHUUYECKasi OOCTPYKTUBHAs OOJIe3Hb
aerkux (XOBJI), XpoHHUECKHE NeNnTHYeCKHue S3BbI, TYyOEpKyJe3, pPEeBMAaTOMIHBIN apTpPHT,
XPOHHYECKUI CHHYCHUT, renaTut (Hanpumep, renarut B wmm C), moparpa, BOJYaHKa, TUIEBPHT,
9K3€Ma, TaCTPUT, IICOPUA3, TNCOPHATUYECKHH apTPHUT, BACKYJHT, JAPUHTUT, aJUIEPrUYeCKHe
peakuuy, paccestHHbIN Ckiepos3, Oone3Hb KpoHa, TpaBMaTHUeCKOe MOBPEXKIEHHE TOJIOBHOTO
mosra, CIDP (xpoHuueckass BOCHAJHTENbHAS AEMUEIMHU3UPYIOINAs IOJUHEHpomaTus),
aTONMYECKUN NIePMATUT, OOBIKHOBEHHBIE YIpH, pO3alea, HEATKOTOJIbHasl KHPOBast OOJNE3Hb
NIEUEHH, HEAJKOTOJIbHBIA CTEaTOrenaTHT, TPaBMbl POTOBHUIBL, HAPYLIEHHs POTOBHLBI, OOJNE3Hb

IItaprapara (roBeHWJIbHAsT MakyJsIpHAas JereHepanus), BO3pACTHAsE MAKyJsIpHAsl JereHeparLus,
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cericuc, nuabeTHUECKHWe paHbl, BUPYC MPOCTOrO repreca W TPUOKOBble, OakTepHaJbHBIE,
BUPYCHBIE M OIyXOJieBble 3a00JIeBaHUS MM COCTOSHHSA. J{OTONHUTENbHBIE TPUMEPHI
3a00sieBaHUI BKIIIOYAIOT B ce0sl mporpeccupyromuil Haxbsaepusiil mapanud (ITHIT), GonesHp
Humanna-Iluka tuna C, cuHAPOM pa3apakeHHOro KHUIIeYHHKA, ocTeoapTpuT, HSV porosuiisi,
WHCYJIBT U MIIEMUYECKYIO OOJIE3Hb Cepia.

B onmHoM acmekrte coenuHeHHMs M (papMaleBTUYECKHE KOMIIO3HLUU IO HACTOSIIEMY
n3o0pereHuro crieruduueckn HareneHel Ha aumepbl Oenka TLR2. Takum oOpasom, 3TH
COEOMHEHUs N (papMaLeBTUYECKUE KOMIIO3ULMH MOKHO HCIOJB30BATH IJIsI MPENOTBPAILEHHS,
3aMeJUICHUs, PEBEPCHPOBAHMS WJIM WHrHOMpoBanus amMepuzaunu OenkoB TLR2 ¢ nmpyrumu
JUTaHAAMH TPUPOAHBIX OENKOB, a TaKXKe OHHU HCIIOJB3YIOTCA B CIOCO0AaX MO HACTOSIIEMY
H300pETEHUI0 I JICYCHHUS] HEBPOJOTHUECKUX M BOCHIAIMTEIBHBIX 3a00JIEBAHUM, CBSI3aHHBIX C
TAKOH IUMepU3alneil UM BBI3BAHHBIX €10. B HEKOTOPBIX BapHaHTAaX OCYLIECTBJIEHHS CIIOCOOBI
JiedeHusl HarlelleHbl Ha OoJsiesHb llapkuHcoHa, GonesHp AJbiretimepa, OonesHb Tener Jleswy,
MHOKECTBEHHYIO ~ CHCTEMHYIO  aTpOHIO, AaTONMUYECKHH  AEPMATHT, TPaBMaTHYECKOE
MOBPEKAEHHE TOJOBHOIO MO3ra WM paccesHHbI ckiepo3. CoenuHeHus, KOMIIO3ULUU U
crocoObl O HACTOSALIEMY H300PETEHHIO TAaKXKe HCIONB3YIOTCS JIsi CMSTUEHHs] BPEIHOTO
BO3ACUCTBUS, KOTOPOE SIBJISIETCS BTOPHYHBIM NPH AUMEPHU3ALUU OEJNKOB H/MIM HENPaBUIbHOM
yKJIaJKe, HalpuMep, rHOeNb HeHPOHAJIbHBIX KIETOK.

B HekoTOpBIX acmekTax COEOUHEHMs, KOMIIO3UIMHM M CHOCOObI MO HACTOSIIEMY
U300pETEHUIO UCTIONB3YIOTCS sl MHruOupoBanus mumeprzanuu TLR2. B anbTepHaTHBHBIX
aCTIeKTax COEAMHEHUs, KOMIIO3UIMH U CMOCOOBI MO HACTOSIIEMY M300PETEHUIO MCIIOJB3YIOTCS
s marubuposanus qumepusan TLR2 ¢ momometo TLR1, wnn ¢ momompeio TLR6, mnu ¢
IIOMOIIBIO 00OUX.

B criocobax MHruOnpoBaHMs IO HACTOSIIEMY N300peTeHUI0 «3((HEKTUBHOE KOIMYECTBO»
O3HayaeT KOJMYECTBO, AOCTATOYHOE Ul CHIDKEHHUS, 3aMEAJIEHUs IPOrpecCUpOBAaHUS WU
peBepcupoBanusi aumepmsanuu TLR2. M3mepenme cremneHW AWMepU3allUd MOKET OBbITh
BBITIOJIHEHO ¢ TIOMOIIBI0 OOBIYHBIX AHAIUTHYECKUX CIOCOOOB, TAKMX KAk, HANPHUMEP, OMHCAHBI
HIoke. Takas MOAyJsLuUs SBISETCS TOJE3HOH B PA3IMYHBIX YCJIOBHSIX, BKJFOUAs AHAIM3bI in
vitro. B HEKOTOpBIX BapHaHTax OCYIIECTBJICHUS TAKUX CIOCOOOB KJIETKAa MPEACTaBIsieT cOOOH
HepBHYHO KieTKy unu kinetky HEK nnn THP.

B cnocobax nedeHHss B COOTBETCTBUM C HACTOALIUM H300peTeHueM «3(pQPeKTHBHOE
KOJINYECTBO» O3HAUAET KOJUYECTBO MJIHM 03y, AOCTATOYHBIC U TOro, 4YTOOBl B 0OOIIEM
NPUBECTH K JKEJIAEMOI TeparneBTHYECKOH NOJb3e Y CYObEKTa, HYKIAOIIErocs B TAKOM JIEYEHUH.

O¢ddexkTrBHBIE KOMUUYECTBA WJIM J03bl COENUHEHWH IO HACTOSIIEMY H300PETEHHI0 MOTYT
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YCTAHABJIMBATHCS OOBIMHBIMH CIIOCOOAMHM, TAKMMH KaK MOJENUPOBAHHE, TIOBBIIIEHHE 03Bl HIIH
KJIMHUYECKHE HCCIeNOBAHMS, NMPUHUMAs BO BHUMaHHE OObIUHBIE (DAaKTOPBI, HAMPHMEp, CIIOCOO
WIN TyTh BBEACHUS WJIM JOCTABKH JIEKAPCTBA, (PapMAKOKHMHETHUKY areHTa, CTENeHb TSDKECTH U
TE€YeHHE WH(EKINH, COCTOSHHE 3[0POBbs, COCTOSHHE U BEC CyOBEKTa, a TaKXKe CYKICHHS
Jevamero Bpada. MiumrocTpaTwBHAs 1032 HAXOOUTCA B AMANA30HE OT OKOJO | MKr mo 2 mr
AKTUBHOTO BEIIECTBA HAa KHJIOTPAMM MAacChl Tela CyObeKTa B CYTKH, Hampumep, oT okoso 0,05
1o 100 mr/kr/cyrku, mu ot okojo 1 1o 35 mr/kr/cytku, nim ot okoJjo 0,1 mo 10 mr/kr/cytku. B
aNbTEPHATHUBHBIX BAPUAHTAX OCYIIECTBICHHS MIUTFOCTPATUBHAS 032 HAXOAUTCS B THANIA30HE OT
okoJio 1 Mr 10 okoJsio 1 r B cyTku unu okoso 1-500, 1-250, 1-100, 1-50, 50-500 uau 250-500 mr
B cyrkd. OOmas no3a MOKET BBOAMTHCS B BHIE Pa30BOH H03blI WM Pa3eNbHBIMU JIO3aMH
(HarpuMep, Ba pasa B IeHb, TPU pas3a B J€Hb, YETHIPE pa3a B JIE€Hb).

ITocne HacTymjIeHHs y TalMEeHTa YIYULIEHHs ero 3a0ojieBaHHs 1032 MOJKET OBITh
CKOPPEKTHPOBaHA Ui NPO(PHIAKTHUECKOTO WM TMOAAEpKHUBAMOIEro JjeueHus. Hampumep,
JO3MPOBKA WJIM YaCTOTA BBEACHUS, WIIM U TO U JPYTOe, MOTYT OBITh YMEHBIICHBI B 3aBHCUMOCTH
OT CUMITOMOB IO YPOBHs, IPH KOTOPOM MOJAEPKUBACTCS JKEJIAEMbIH TEPaneBTHUECKUI HIIH
npodmnakrnyeckuil 3gpdexr. Koneuno, ecnmm cHMITOMBI YMEHBLIIINCH A0 COOTBETCTBYIOLIETO
YPOBHS, JiedeHHe MOKeT ObITh mpekpaiieHo. OmHako TpU JOOOM IMOBTOPEHHH CHMITTOMOB
MAIMEeHTaM MOXET NMOHAAOOUThCS JOJTOBPEMEHHAs MHTEPMUTTHpPYOIIas Tepanus. [lanmentam
TAKXKe MOXKET TIOHATOOUTBCS TOJTOBPEMEHHOE XPOHUYIECKOE JIEUECHHE.

KoMOnHanmm nexkapcTBEHHBIX CPEACTB

CoenuHennss Mo W300pETEHUIO, ONMHMCAHHBIE B HACTOAIIEM IOKYMEHTE, MOTYT ObITh
UCTIOJIb30BaHbI B (PapMaLeBTUUECKUX KOMITO3UIUSIX WM CIOCO0ax B KOMOMHAIIMU C OAHUM HJIH
0oJiee AOTMOJHUTEIBHBIMI AKTUBHBIMU WHTPEIUEHTAMH JJIsl JICYEHUS HEeHpoJereHepaTHBHBIX
paccTpoiicTB. JloMONHUTENbHBIE AKTUBHBIE MHTPEOUEHTHI JJIsl MPOTHBOPAKOBOTO MPHMEHEHHS
BKJIFOYAIOT B ce€0sl APYrHe NMPOTUBOPAKOBBIE TEPATIEBTHUECKHE CPEINCTBA HIIM areHThI, KOTOpPbIE
CMST4aroT HeOmaronpuaTHele 3(PQEKTh MPOTUBOPAKOBBIX XHMHOTEPANEBTHUECKUX AreHTOB.
Takne KOMOMHAIIMM MOTYT CJYKUTb IUIsl MOBBIIEHUs 3(dekTuBHOCTH, OONeryeHust Ipyrux
CHUMIITOMOB 3a0OJIeBaHMs, CHIDKaThb OAMH WK Oosiee TOOOYHBIX 3(PPEKTOB HIM COKpAILIaTh
TpeOyeMyro 103y COEOMHEHHUS MO H300peTeHuto. JomonHuTeNnbHble aKTHBHbIE WHIPEIUEHTHI
MOryT ObITh BBeIEeHbl B (hapMalEBTHUECKON KOMIIO3HIMH, OTAEIBHOH OT COENAWHEHHs IO
HACTOSIEMY M300pETEHHI0, WJIM MOTYT OBITh BKIIOYEHbI BMECTE€ C COEIUHEHHEM IO
HACTOSIIEMY HM300PETEeHHI0O B OAHY (apMaleBTHUECKYIO KOMIO3HMLMUIO. JlOMOJHUTEIbHbIE
AKTHUBHBIE WHTPEIUEHTHl MOTYT OBbITh BBEACHBI OJHOBPEMEHHO C, O WJIM TIOCJIE BBEICHHS

COEAMHEHHUs 110 HACTOSIEMY H300peTEeHHIO.
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ATeHTbl KOMOMHALIMH, BKJIFOYAsl JOTIOJHUTENbHbIC AKTUBHBIE WHTPEAUEHTBI, SIBISIOTCS
TAKOBBIMH, KOTOPBIE, KaK W3BECTHO WJIN OOHAPYKEHO, SIBJISIOTCS 3(Pp(PEeKTUBHBIMU MPH JIEUEHUU
3a00sieBaHU, PacCTPOICTB, COCTOSIHMHA M CHMITTOMOB, ONHMCAHHBIX B HACTOSLIEM IOKYMEHTE,
BKJIFOYAsT TaKWE€ AareHThbl, KOTOpbIC SIBJSIFOTCS AKTUBHBIMH B OTHOLIEHUU APYrOod MUILIEHH,
CBSI3aHHOW ¢ 3a00JIeBaHUEM, PACCTPOHCTBOM MJIM CHUMIITOMOM, TaKHe Kak 0e3 OrpaHHuYeHUs a)
COCIMHEHHUS, KOTOpbIE YCTPAHSIOT HENPAaBHJIBHYIO VKJIAaAKy OENKoB (Hampumep, JIEKapcTBa,
KOTOPBIE CHHKAIOT BBIPAOOTKY 3THUX OENKOB, KOTOPbIE IMOBBIMIAIOT MX KJIUPEHC WIH KOTOpbIE
U3MEHSIOT UX arperanuio W/WiIH Pa3sMHOXKEHHUE);, b) COeOMHEHHs, KOTOpbIE JIe4aT CHUMITTOMBI
noNOOHBIX PACCTPONCTB (HampuMmep, IO(paMHUH-3AMEMIAIONINE TEpanuu), U C) JIeKapCTBa,
KOTOpblE  BBICTYMAIOT B Ka4decTBe  HEHWPONPOTEKTOPHBIX  areHToB  Omaropaps
B3aMMOJIOTIOJTHAIOLIEMY MEXaHU3MY (HampuMep, JIEKapCTBa, KOTOPbIe HalleJIeHbl Ha ayTo(daruo,
KOTOpBIE SIBJIIIOTCS AHTHOKCHIAHTAMHM M KOTOpblE MACHCTBYIOT MO JPYTUM MeEXaHU3Mam,
HAIpUMEpP, AHTATrOHKUCTHI peLieNTopa afeHo3uHa A2A).

Hanpumep, KOMIO3UIIMKM U COCTaBbI MO HACTOSIIEMY H300PETEHHIO, & TaKXKe CIOCOOBI
JIEYSHHUsT MOTYT JOTOJIHUTENbHO BKJIIOYATh B C€0sl Ipyrue JiekapcTsa Wik (apMaleBTHUECKUE
npenapaTel, HANpUMEp, IpPYrU€ aKTUBHbIE BEINECTBA, IPUIOAHBIE JUIA JICYCHUS WJIH
NAJTHATUBHOTO JICYEHUS] HEBPOJIOTHUECKUX WJIM BOCIMAJUTENbHBIX 3a00JIEBAaHUH, CBSI3aHHBIX C
numepuzaredn TLR2 wnmu BhI3BaHHBIX €10, Hampumep, Oosiesam IlapkuHcoHa, Oome3Hu
Anbureiimepa (BA), Gonesnn tenen Jlesn (BTJI) m MHOXECTBEHHOW CHCTEMHON arpoduu
(MSA), a Takxke CBsI3aHHBIX CHMITOMOB WM cocTtosiHMi. Hampumep, dapmaneBTrueckue
KOMIIO3ULIUH TI0 HACTOSIIIEMY M300PETEHHIO MOTYT AOTOJHUTEIBHO COAEepPKaTh OAHO WK OoJiee
STHUX AKTUBHBIX BEINECTB, a CIOCOOBI JIEYEHHS MOTYT MOIOJHUTEIbHO BKIIOYAaTh B CeOs
BBeZeHHE H(PQPEKTHBHOrO KOJNMYECTBA ONHOrO WM Oojee TaKkuX AaKTUBHBIX BelecTB. B
OTIPENIEICHHBIX BapHAHTaX OCYIIECTBJICHUS IOIMOJIHUTENbHbIE AKTHUBHBIE BEIIECTBA MOTYT
NPEACTaBIATh COOOH aHTUOMOTHKY (HAaIpuMep, aHTUOAKTEPHUATIBHBIE WIIH OaKTEPHOCTATUIECKHE
NenTUAbl WM OeNKW), HampuMmep, Takue, KOTOpble SBISIIOTCS 3(PQPEKTUBHBIMU TPOTHB
IPaMIIOJIOKHUTENbHBIX MM IPAMOTPHULATENbHBIX  OakTepuil,  JKUOKOCTH,  LUTOKHHBI,
UMMYHOPETYJSITOPHBIE ~ CPENCTBA,  NPOTHBOBCHAIUTENbHBIE  CPEACTBA,  KOMILJIEMEHT-
AKTUBUPYIOIHE CPEACTBA, TAKUE KAaK MENTHUAbl WM OEJKH, COAeprKallfe KOJUIareHOTOAOOHbIe
IOMeHBI Wi (pUOPHHOTEH-TIONOOHBIE AOMEHB! (HanmpuMmep, (PUKOJIMH), YIIIEBOI-CBI3bIBAIOLINE
JIOMEHBI U TOMY NOJIOOHOE, a TakKe MX KOMOWHauuu. JlOMOSHHUTENbHbIE aKTHBHBIE BEIIECTBA,
BKJIFOYAsl BEIIECTBA, KOTOPBIE MOIYT HCIOJB30BATHCS B TAKUX KOMIO3ULHUAX U Crocodax,
BKJIIOYAOT B ce0s JyekapctBa A0(aMUHOBOH — Tepamuu, MHTHOMTOPbI  Karexon-O-

merunTpancdepaspl (KOMT), uHruOUTOpHI MOHOAMHHOKCHIA3bI, KOPPEKTOPBI HApyIIEHUH
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KOTHUTHBHBIX (DYHKIUI (Takue Kak HMHTCHOWUTOPBI aLETHIIXOJMHACTEpPa3bl MM MEMAaHTHH),
AHTArOHUCTBI PELENTOpa aAeHO3WHA 2A, HTHTHOUTOPBI OeTa-CeKpeTasbl I HHTHOUTOPBI raMMa-
CeKpeTa3bl. B KOHKPETHBIX BapHaHTaX OCYIIECTBJICHUS 110 MEHbIIEH Mepe OAHO COCIMHEHHUE MO
HACTOSIIIEMY M300PETEHHIO MOXET ObITh OOBEOUHEHO B (hapMaLleBTHUECKONW KOMIO3HLIINU HIIH
crioco0e JIeYeHUs1 ¢ OOHUM WM OoJiee JIeKapCTBAaMH, BbIOPAHHBIMU U3 TPYIIIBI, COCTOSALIEH H3:
takpnHa (Kornekca), nonemesmna (Apucenrta), puBacTUrMuHa (DKCEJOHA), TraJaHTAMHHA
(Pemunnna), ¢uszocrurmuHa, HeocturmuHa, HMxomesmnma (CP-118954, S5, 7-muruapo-3-[2-[1-
(pernnmernn)-4-nunepunusmn |3tun |-OH-muppono-[4,5-f- ]-1,2-6en3nzokcaszon-6-ona maneara),
ER-127528 (4-[(5,6-numerokcu-2-¢rop-l-unganon)-2-ni|merun-1-(3-propdbensnn)munepuanna
runpoxiopuna), 3aHaneswna (TAK-147;  3-[l-(penunmerun)nunepuaua-4-wun]-1-(2,3,4,5-
terparunpo-1H-1-6en3azenun-8-un)-1-nponana ¢ymapara), Merpudonara (T-588; (-)-R-
.anmbda.-[[2-(aumeTunamuHo)aTokcu |MeTw| OGer3o[b]Truoden-5-meranona ruapoxiopuna), FK-
960  (N-(4-auermn-l-nmunepasuamn)-n-gropdersamun-ruapara), TCH-346  (N-metmn-N-2-
nupormHWIINOeH3( b, flokcennn-10-meranamMuHa), SDZ-220-581 ((S)-anmbpa-amuHO-5-
(pochonomermn)-[1,1'-Oudenni]-3-nponrioHOBOM KUCIOTH, MeManTiHA (HamMeHnpl/DkcubObl) u
1,3,3,5,5-nenaramermnuknorekcan-l-ammaa  (Hepamekcana), TtapendaypOuna (®Pnypusana),
Tpamuripocara (Anbxemena), kiuoxuHosa, PBT-2 (mpou3BonHOro 8-ruapokcuxuHmiIoHa), 1-(2-
(2-Hadrum)stin)-4-(3-tpudropmernndennn)-1, 2,3,6-terparuaponupuauHa, Tynep3uHa A,
NO3aTUPENNHA, JIEHNPONUAa WM €ro NPOHM3BOAHBIX, HCIPOHUKIWHA, (3-aMHHOMPONWI)(H-
oyrum)pochunosoii  kucnorsl  (SGS-742), N-merwn-5-(3-(5-U30nPONOKCUTHPUANHIIT))-4-
neHTeH-2-aMuHa  (MCIPOHUKIINHA), |-nekaHamuHuyMa, N-(2-ruapokcu-3-cynbgomnpomni)-N-
MeTHJI-N-OKTHII-, BHYTPEeHHEH com (zt-1), canuuunaToB, aCHMPHUHA, AMOKCUIIPHHA, OeHOpUIIaTa,
calMIiIaTa XOJMHA W MarHws, audayHusana, (ganciamMuHa, METHWICAJIHLNJIATA, CAIMUIIIIIATa
MarHusi, CaJMIWICAJUIIIATa, AWKIOPEeHaka, auekiodpeHaka, anemeTanuHa, OpomMdeHaka,
STONOJIaKa, WHAOMETAIMHA, HaOyMeTOHa, CyJWHAaKa, TOJMeTHHa, ubynpodeHa, kapmpodeHa,
bendydena, ¢enonpodena, d¢uypbunpodena, xerompodeHa, KeTopojaka, JOKCompodeHa,
HANPOKCeHa, THANpo(EeHOBOU KUCIIOTHI, cynpodeHa, MeeHaMOBOI KUCIOTHI, MeKI0(heHaMOBOM
KUCIOTHI, (eHUI0yTa30Ha, a3amporna3oHa, MeTamMu30Ja, okcupeHOyTa3oHa, CyIb(pUHITUPA30HA,
MUPOKCHKAMa, JIOPHOKCHKAaMa, MEJOKCHKaMa, TEHOKCHKaMa, LEeIeKOKCHOa, STOPUKOKCHOA,
JyMupakokcuba, mapekokcuba, podekokcrnba, BalbIEeKOKCHOA, HUMECYJIHIA, apHIaIKaHOBBIX
KHCJIOT,  2-apWJINPONUOHOBBIX  KHUCIOT  (mpodensl),  N-apUIaHTPAHUIIOBBIX  KHCIOT
(eHAMUHOBBIX KHCJIOT), TPOU3BOIHBIX IMUPA3OJUANHA, OKCUKaMOB, HHruouropo COX-2,
Cynb(paHUINIOB, JKUPHBIX HE3aMEHUMBIX KHCJIOT U Mwunozaka  (2-(4-(4-metni-6-

beHnmupruAa3HH-3-1iI)MUNepa3uH-1-mn)IUPpUMUINHA ~ TUTHAPOXJIOpHAA TUApaTa) WIH HUX
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KOMOWHAITHH.

Crioco6b1 mpuMeHeHust

Coenunennss u (QapmareBTHYECKHEe KOMIIO3MLMHM M3 HACTOSINErO JOKYMEHTa MOTYT
UCTIOJNIB30BATBCS  JJIs1  JICYCHUS WM TPEAOTBPAIleHUs 3a00JeBaHUS WM COCTOSIHUSA Y
UHIMBUAYYMa. B HEKOTOPBIX BapHaHTax OCYINECTBJICHUS MPEUIOKEHbI CIIOCOOBI JICUSHHS
3a00JIeBaHUST MM COCTOSIHMSA, CBSI3aHHOTO ¢ rerepomumepusanuein TLR2, Brmouaromue B cedst
BBEICHNE MHAMBHIAYYMY, HYXKIAIOLIEMyCsl B 3TOM, coearHeHust @opmyiel (A), (A-1), (A-2), (D),
(Ia) mwmu (Ib) wnm coemuuenust u3 Tabmumpsl 1, WM UX TayToMepa, WM (apMareBTHUECKH
PUEMIIEMOH COJIH JIFOOOTO M3 BBILIETIEPEUNCIICHHBIX. B HEKOTOPBIX BapHaHTaX OCYIIECTBICHHS
NPEJIOKEHbl  CHOCOOBI  JIeYeHHWs  3a00JIeBaHWsST WM COCTOSIHMS,  CBSI3AHHOTO  C
rerepogumepuzauneii TLR2, Bkmodatomume B cebs BBeAeHHE CYOBEKTY TEpaneBTUYECKU
3¢ PEKTUBHOTO KOJIMYECTBA 10 MEHBIIEH Mepe OAHOIO XUMHUYECKOrO BEIIEeCTBA, KaK OMHCAHO B
HACTOSIIEM JTOKYMEHTE.

B HEKOTOpBIX BapHaHTaX OCYIIECTBIICHHUS MPEIJIOKEHBI KOMIIO3HLIUH, COAEPIKAIINE OTHO
wii Oonee coenuHeHnit Popmynsl (A), (A-1), (A-2), (), (Ia) umu (Ib) mnm coenuHeHuii u3

Tabmunel 1, uam ux Tayromep, Win (apMaLEeBTHYECKH NPUEMIIEMYIO COJIb JHOOOro 13

>
BBIIIENIEPEUNCIICHHBIX, JJIs1 HWCIOJb30BAHUS B JIEYCHUH 3a00NI€BaHUsI WJIM COCTOSHHUS,
cBsa3aHHOro ¢ rerepoaumepusaunen TLR2. B  HExkOTOpBIX BapHaHTax OCYLIECTBIIECHUs
MpeJIOKEHbl KOMIIO3ULIUK, COJIeprKallie MO MeHbIIeH Mepe OJHO XMMHUYECKOe BEIeCTBO, Kak
ONMHMCAHO B HACTOAIIEM JOKYMEHTE, Ui HCIOJIb30BAHUS B JICUYEHWH 3a00JIEBAHUS WIH
COCTOsIHUS, CBSI3aHHOTO C rerepoanmepusanuen TLR2.

Takxe B HacTosIIEM AOKYMEHTE MpPEeNJIOKEHO HCIOJb30oBaHue coeauHeHust Popmybl
(A), (A-1), (A-2), (D, (Ia) umu (Ib) wnu coenuueHuss u3 Tabauubl 1, WM UX TayTOMEpa, WM
dapMaLeBTHUECKH TNPUEMIIEMON COJH JIOOOTO M3 BBIIENEPEUYUCICHHBIX B IPOU3BOACTBE
JEKapCTBEHHOTO CpPEACTBA MU JIeYeHHs 3a0O0JieBaHMs WM COCTOSIHMS, CBSI3AHHOTO C
rerepogumMepusanneii TLR2. B HekOTOpbIX BapHaHTaX OCYIIECTBJICHUS MPEJIONKEHO
HCIIOJIb30BaHUE M0 MEHbIIEH Mepe OAHOI0 XMMHMUYECKOTO BEILEeCTBA, KAK OMMCAHO B HACTOSIIEM
JIOKYMEHTE, B TPOU3BOACTBE JIEKAPCTBEHHOIO CPEACTBA [UIA JICYCHUS 3a00JIeBaHMS HIIH
COCTOsIHUS, CBSI3aHHOTO C rerepoanmepusanuen TLR2.

B HexoTOpBIX BapHaHTax OCYIIECTBIICHUS OOJIE3Hb MIJIN COCTOSIHUE BBIOpaHbI U3 OOJNE3HU
Aunbiretimepa, 6ose3nu [lapkuHCOHA, TOOHO-BUCOYHON AEMEHINHU, JeMEHIINH C TeabluaMu JleBu
(6onesnn Teneny Jlesw), Oonesnu IlapkuHCOHA ¢ neMeHIMEH, MHOMXECTBEHHOW CHUCTEMHOM
atpoduy,  aMHOTPO(PUYECKOTO  JIATEPAJbHOTO  CKJIepo3a,  Ooie3HH  XaHTHHITOHA,

nporpeccupyromero HagbsnepHoro mnapamuda (ITHIT), Gomesam Humanna-Iluka tmma C,
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BOCTIAJIMTEJIBHBIX 3a00JIEBaHNH, aCTMbI, XpOHUUECKOH 00cTpyKkTHBHOH Oose3nu jerkux (XOBJI),
XPOHMYECKUX TMENTHYECKUX $3B, CHHIPOMA pa3IpaK€HHOrO KHIIEUHHKa, TyOepKyJesa,
PEBMATOMIHOTO apTPUTA, OCTEOAPTPUTA, XPOHHUUECKOTO CHHYCHTA, TelaTuTa, remarura B,
renatuta C, momarpbl, BOJTYAHKH, TUIEBPHUTA, 3K3€MbI, TaCTPUTA, MCOPHA3a, TCOPUATHIECKOTO
apTpUTa, BACKYJIUTA, JIAPUHTHTA, AJUIEPTUUYECKUX PEaKLHUi, PacCesHHOrO CKJepo3a, OoJe3HH
Kpona, TpaBMaTuueckoro moOBpexAeHHs rojoBHoro wmosra, CIDP  (xponuueckoit
BOCTAIUTEIHHON TEMUSTMHU3UPYIOIIEH MOJMHEHPOaTHH), UHCYJIbTA, UIIEMHYECKON OOJe3HH
CepAla, aTONMMYECKOro JepMaTuTa, OOBIKHOBEHHBIX YIpel, po3aliea, HEalKOTOJbHOU JKHPOBOM
00JIe3HN TIeYeHH, HEaJKOTOJBHOTO CTEATOrenaTuTa, TPABM POTOBHLIbI, HAPYIIEHWH pPOTOBHLIBI,
HSV porosuupl, 6onesnu ltaprapara (:0BEHIIBHONW MakKyJSIpPHOH AereHeparn), BO3pacTHON
MaKyJSIpHOM JereHepamnyy, Cerncuca, AUAa0eTHYeCKUX paH, BHUpPyca MPOCTOrO reprmeca H
rpUOKOBBIX, OaKTEPHAIBHBIX, BUPYCHBIX U OIYXOJEBBIX 3a00JeBaHMNA WM COCTOSHUN. B
HEKOTOPBIX BAapUAHTAX OCYIIECTBJIEHUs OOJIE3Hb WJIHM COCTOSIHHE BBIOpaHBI M3 0OJE3HH
Aunbiretimepa, 6ose3nu [lapkuHCOHA, TOOHO-BUCOYHON AEMEHINHY, JeMEHIINH C TeabluaMu Jlesu
(6onesnn Teneny Jlesw), Oonesnu IlapkuHCOHA ¢ neMeHIMEH, MHOMXECTBEHHOW CHUCTEMHOM
atpodun,  aMHOTPO(UYECKOrO  JIaTepalibHOrO  CKjepo3a,  Oojie3Hn  XaHTHUHITOHA,
BOCTIAJIMTEJIBHBIX 3a00JIEBaHNH, aCTMbI, XpOHUUECKOH 00cTpyKkTHBHOH Oose3nu jerkux (XOBJI),
XPOHHYECKUX TENTUYECKUX 3B, TyOepKyse3a, PEeBMATOMIHOTO AapTPUTa, XPOHUYECKOTO
CHHyCHTa, remarura, rematura B, remarura C, momarpel, BOJYAHKH, IUIEBPHUTA, SK3EMBI,
racTpura, TIICOpUA3a, TICOPUATHYECKOTO apTPUTA, BACKYJIUTA, JAPUHTHUTA, aJUIEPrHYECKUX
peakuuii, paccessHHOTO CKiiepo3a, bonesan KpoHa n TpaBMaTu4ecKkoro MOBPEKIASHHS TOJIOBHOTO
MO3Ta.

Taxke mpensoxkeHbl criocoObl BMENIaTeNnbCcTBa B rereponumepusanmo TLR2 B kietke,
WIA MOJIYJHMPOBAHMS, MPEAOTBPALICHHUS, 3aMEIUICHUS, PEBEPCUPOBAHUS WM HHTHOUPOBAHHS
rerepoaumepuzaunu TLR2 B kieTke, BKiO4aromue B cedsl MPUBENCHHE B KOHTAKT KJIETKH C
3¢ PEKTUBHBIM KOJIMYECTBOM IO MEHbLIEH Mepe ogHoro coenuHernss @opmyiel (A), (A-1), (A-
2), (I), (Ia) um (Ib) wau coequHeHus W3 TaOIHIbBI 1, UK ero TayToMepa, Win hapMaleBTHIECKH
NIPUEMIIEMOH COJIH JIFOOOTO M3 BBILIETIEPEUHCIICHHBIX. B HEKOTOPBIX BapHaHTaX OCYLIECTBICHHS
NPEIJIOKEHbl  CIOCOOBI  BMeEIIaTeNnbCcTBa B rereponumepusanuio  TLR2 B kietke, wim
MOJIYJIMPOBAHMS, TPENOTBPAILICHUS, 3aMENJICHHUs, PEBEPCHUPOBAHHUS WJIM HHTHOWPOBAHHUS
rerepoaumepuzaunu TLR2 B kieTke, BKiO4aromue B cedsl MPUBENCHHE B KOHTAKT KJIETKH C
3¢ PEKTUBHBIM KOJMYECTBOM 110 MEHbIIEH Mepe OIHOTO XUMHUYECKOTO BEIIEeCTBA, KaK OIMUCAHO B
HACTOSIIEM JTOKYMEHTE.

Taxxe B HACTOAIIEM HNOKYMCHTE NPCAJIOXNKECHbI KOMIIO3HULIUU, COACpKAIUE OAHO WA
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bonee coenunennii @opmyisl (A), (A-1), (A-2), (I), (Ia) unu (Ib) mmu coenquHEeHNH U3 TaOIULIBI

I, wmma wux Tayromepa, WM (apManeBTHYECKH TMpHEMJeMOH comu Jodoro w3

>
BBILIENIEPEUNCIECHHBIX, JIs1 UCMONb30BAHUS IIPU BMELIATENbCTBE B rerepoaumepusannio TLR2 B
KJI€TKe, WJIH MOJAYJUPOBAHUU, MPEAOTBPALICHUN, 3aMENJICHUH, pPEBEPCUPOBAHUU WJIHU
uHruouposannu rerepornmepusanuu TLR2 B kineTke. B HEKOTOPBIX BapHaHTax OCYLIECTBICHHS
MPEAJIONKEHBl KOMIIO3ULIMH, COAEP KAIUe M0 MEHbLIEH Mepe OJHO XUMHYECKOE BEIEeCTBO, KaK
ONMCAHO B HACTOSIIEM JAOKYMEHTE, [l WCIHOJb30BAaHUS TNPU  BMELIATEIbCTBE B
rerepogumMepusannio TLR2 B kneTke, uiau MOAyJIUPOBAHUM, NMPEAOTBPALLECHHUH, 3aMEJICHUH,
peBEepCUPOBAHUU WM HHTHOUpOoBaHuM rerepoauMepmsanu TLR2 B kierke.

Kpome TOro, B HacToOsIeM AOKYMEHTE NMPEIJIOKEHO HUCIOJBb30BAHUE N0 MEHBbIIEH Mepe
OJHOIO0 XHMMHYECKOIO BEIEeCTBA, KAaK OMNHUCAHO B HACTOSINEM JOKYMEHTE, TakKOro Kak
coenunenue @opmyisl (A), (A-1), (A-2), (I), (Ia) umu (Ib), wu coenuuenue u3 TadauIb! 1, wim
€ro TayToMep, Win (papManeBTHYECKH NpUeMIIeMasi COJIb JIOOOTO M3 BBIIICTIEPEUHCICHHBIX, B
MPOU3BOACTBE JIEKAPCTBEHHOIO CPEACTBA IJI BMEIIATEIbCTBA B rerepoaumepusaunto TLR2,
WIA MOJIYJHMPOBAHUS, NPEAOTBPALICHHUS, 3aMEIUICHUS, PEBEPCUPOBAHUS WM HHTHOUPOBAHHS
rerepogumepusaunu TLR2.

Habops!

Taxke mpemIoskeHbl MPOMBIILIEHHbIE H3EIHs W HaOOpBI, coaepskamiue rodoe u3
COEOMHEHNH MM (papMaleBTUIECKIX KOMIO3HULNH, MPEACTABICHHBIX B HACTOALIEM JOKYMEHTE.
IIpoMblieHHOE HM3A€IME MOXKET COAep:kaTb KOHTehHHep ¢ stukerkon. Ilogxomsamue
KOHTEHWHEpPbl BKJIIOYAIOT B cedst, Hampumep, OyThUIKH, (iaakoHbl U mpodupku. KoHtelHeps
MOTYT OBITh HW3TOTOBJIEHBI W3 PAa3JMYHBIX MATEPHAJIOB, TAKMX KaK CTEKJIO WM IUIACTHK.
KonTeitHep MOkeT comep:karh (papMaLeBTHIECKYI0 KOMITO3UIHIO, IPEAJIOKEHHYIO B HACTOSIIIEM
JIOKyMEHTe. DTHKETKa Ha KOHTEHHEpe MOJKET yKa3bIBaTbh, YTO (papMaleBTHUECKass KOMIIO3UIUS
UCIIOJIb3YETCs [JIsl MPENOTBPALICHUs, JICUEHUS WIM CACPKUBAHMS COCTOSIHUS, ONMCAHHOIO B
HACTOSIIEM JTOKYMEHTE, U MOXKET TaKKe COIepKaThb YKa3aHUS JIJIsl UCIIOJIb30BAHMS 1N VIVO WIIH
in vitro.

B oxHOM acmekte B HAcTOsIEM JOKYMEHTE MpPEIUIONKEeHbI HaOOPBI, COAEpIKaIlHe
COEMHEHUE WM KOMIIO3MIIMI), ONUCAHHBbIE B HACTOSLIEM JOKYMEHTE, U HHCTPYKLHUH IO
npuMeHeHnto. Habopbl MoOryr cozep:kaTb WHCTPYKUMU 110 TPUMEHEHHUIO U JICUSHHS
3a00JIeBaHUs] WJIM COCTOSIHMSA, CBS3aHHOro ¢ rerepoamMepmsanmeri TLR2, y uHmuBuayyma,
HyXparomerocss B 3ToM. HaGop MOKeT IOMOJNHUTENBHO COIEpPIKaTh JIIOObIE MaTepHajbl WIIH
00opyanoBaHue, KOTOPBbIE MOTYT UCIOJB30BAThCS NPU BBEACHUU COEAMHEHUS] MM KOMIIO3ULIUH,

Harnpumep, (pIaKoHbI, MIMPULIBI WIK NMAKETHI JJs1 BHYTpUBeHHOH nHpY3nn. HaGop MokeT Takxke
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COZEPKATh CTEPHUIIbHYIO YIIAKOBKY.

OOmue criocoObl CHHTE3a

CoenuHeHns MO HACTOSIEMY H300PETEHHIO MOTYT OBITh IMOJYYEHBI C MOMOIIBIO pPsina
IPOIIECCOB, Kak B 00IIeM OMMCAHO HIKe M O0Jiee KOHKPETHO B MpUMepax aajee (Harpumep,
cXeMax, MPEACTaBJICHHBIX B IpUMepax HUXKe). B Cleayrommux OnucaHusx MpOLEeCcCOB CHUMBOJIBI
IPU HCIIOJIB30BAHUU B HM300paXKEHHBIX (POpMyJiaX CIenyeT MOHUMAThb KaK Takue, KOTOpbIe
NPEACTABISIFOT TPYIIBI, OMHMCAHHBIE BBIIIE IO OTHOUIEHHIO K (OpMyJiaM B HACTOSLIEM
TOKYMEHTE.

Tam, rme tpeOyercss MOMYYUTh KOHKPETHBIH SHAHTHOMEP COENUHEHHUS, 3TO MOKHO
OCYIIECTBUTb M3 COOTBETCTBYIOINEH CMECH SHAHTHOMEPOB, HCHONB3Yys JIFOOYI0 MOAXOSINYIO
TPATULOHHYIO TPOLENYPY IS Pa3feseHus WM Pa3peIleHus] SHAaHTHOMepOoB. Takum oOpas3om,
HAIpUMep, IUACTEPEOMEPHBIE MPOU3BOAHBIE MOTYT OBITH IOJIYYEHBI MyTEM PEAKIHH CMECH
SHAHTHOMEPOB, HANpUMeEp, palemMara, C COOTBETCTBYIOIIMM XHPAJIbHBIM COEIUHEHHEM.
JuractepeoMeprl 3aT€M MOTYT OBITh pa3feNeHbl JIOObBIM TPAJAULMOHHBIM CIIOCOOOM, HAmpUMep,
KPHUCTAJUTU3ALMeH, ¢ BBIICICHNEM JKEeJIaeMOro 3HaHTHOMepa. B npyrom mpouecce pasperneHus
paueMaT MOXKeT OBITh OTHENIEH C IMOMOLIBI) XHPaJTbHOH BBICOKO3(M(EKTUBHON >KUIKOCTHON
xpomarorpadun. AJbTepHATUBHO, KOHKPETHBIH SHAHTHOMED NPU HEOOXOIUMOCTH MOYKET OBITh
MIOJIY4EH C HCIOJb30BAHHEM COOTBETCTBYIOIIETO XHPAJIBHOTO MPOMEKYTOUYHOIO COSTUHEHHS B
OJTHOM M3 OIHMCAHHBIX MPOLECCOB.

Xpomatorpadusi, TNEPEeKPUCTAIUIM3ALMUA U JPyrue  TPAAWLHUOHHbIE  IPOLIEAYPHI
pa3zeNeHus TaKk)Ke MOTYT HCIIOJIb30BATHCS C MPOMEKYTOUHBIMH COSTMHEHUSMHU WIIH KOHEYHBIMHU
NPOAYKTaMH, Koraa TpeOyeTcsl MOJyYUTh KOHKPETHBIH H30MEp COCAMHEHHUS WIH JAPYTUM
00pa3oM OYHCTUTh MPOAYKT PEAKLIUH.

Taxke TpPeayCMOTPEHBI COJNBBATHI COCAMHEHUs, NPEACTABICHHOTO B HACTOSIIEM
JIOKyMeHTe, Wiu ero (apmaueBTHdecku mpuemiemas cojb. ConbBaThl  COAEpKaT
CTEXHOMETPUYECKHE WM HECTEXHOMETPHYECKHE KOJHMYECTBA PACTBOPHUTENSI M 4acTo
00pa3oBBIBAIOTCS B Ipolecce Kpuctaummsauuu. l['maparsl oOpasyloTcss B ciydae, €ciu
PacTBOPHUTENIEM SIBJIACTCS BOAA, WM AJKOTOJISITBI 0Opa3yroTCs B Cilydae, €ClIM PacTBOPUTEIEM
SIBJIIETCSI CITUPT.

B HekoTopeIx BapuaHTax ocyiiecTBieHus coenuHeHuss Popmyinel (A), (A-1) unmn (A-2)

MOTYT OBITb CHHTE3HPOBAHbI B COOTBETCTBUH CO CXeMOH A.
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Cxema A
R’I
R3 R?
B
R’ BRy G 262
R3 R2 %R‘t
A Y ~~ R4
| +
G ' > Y

1\|¢G2 G, RS ,
G&—-\Y G R5
Hal RE Gl
Gy Gs I Y
Gs G4>-2 Ge
Gs

rie R\, R?, R*, RY, R, Y, G1, Gz, Gs, Gu, Gs, Go 1 G7 SIBIAIOTCS TAKMMH, KaK ONPEAENEHO

s @opmynsl (A) win mo0o# ee Bapualuy, MOAPOOHO ONMMCAHHON B HACTOSIIEM JOKYMEHTE,

Hal npencrasnsier coboii ranoren, t pasHo 2 i 3, a R npeacrasisier codoit —OH, —Oanknn

\
/
/O E_E,(\o-
§_B\ O O
> WIIn (ON

wim raynoreH, nbdo —-BR( mpeacrasnser codoit
B HexkoToprix BapuaHTax ocymectsierns coenuHenns @opmynei (1), (Ia) wnn (Ib) moryT

OBITH CUHTE3UPOBAHBI B COOTBETCTBUU CO CXEMOM 1.

Cxema 1

rae R, R% R3, R R® Gy, Gy, G3, Gs, Gs u Ge ABIAIOTCA TAKMMHU, KaK OTpPEeNeHo AJs
@opmynel (1) unn moOoii ee Bapuanyy, MOAPOOHO OMHMCAHHOW B HacrosimeM nokymenre; Hal

npencTasisier coOoii rajoreH, t pasHo 2 wim 3, a R mpencrasisier coboit —OH, —Oankui win

\
/N
/O E_E,(\o -i
§_B\ O O
> WIIn (ON

rayoreH, ubo —BR¢ npencrasnsier coboi
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B HexkoTOphIX BapuaHTax BbllIeyKa3aHHOH cxembl | coenuHenus Popmyner (I) moryr

OBITh CHHTE3UPOBAHBI B COOTBETCTBHHU CO CXeMOi la.

Cxema la
OH 0
R3
OH 0 BR | X R?
3 t Pd(PPh3)4, Na2CO3
R Xy R DMF-H,0 G1 2C2
| _|_ Z S
Gi1_ 26 »
1/ T “ s
Hal Qon../ Se S,
G4-Gs =
V. e
G4-G5

rie R}, RY Gi, Gy, G3, Gs, Gs, Go u G7 SABIAIOTCS TAKMMH, KaK OIpPEENeHO s
@opmynel (1) unn moOoii ee Bapuanyy, MOAPOOHO OMHMCAHHOW B HacrosimeM nokymenre; Hal

npencTasisier coOoii rajoreH, t pasHo 2 wim 3, a R mpencrasisier coboit —OH, —Oankui win
\
N

O E— /

g Ei\o'i
o °o

rayoreH, ubo —BR¢ npencrasnsier coboi Win o .

B HekoTopeIx BapuaHTax ocyiiecTBieHus coenuHeHuss Popmyinel (A), (A-1) unmn (A-2)

MOTYT OBbITh CHHTE3HPOBAHbI B COOTBETCTBUH CO CXeMOH B.

Cxema B
R’I
R3 R2
AN
Hal |
R’ R4
R3 R2 =~ R4
\ﬁ( 3
4
Gy G + | > ~ R

rie R\, R?, R*, RY, R, Y, G1, Gz, Gs, Gu, Gs, Go 1 G7 SIBIAIOTCS TAKMMH, KaK ONPEAENEHO
s @opmynsl (A) win mo0oi# ee Bapualuy, MOAPOOHO ONMMCAHHON B HACTOSIIEM JOKYMEHTE,

Hal npencrasnsier coboii ranoren, t pasHo 2 i 3, a R npeacrasisier codoit —OH, —Oanknn
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\
/N
O
- Hﬁ\c—i
o 2 %0
wim raynoreH, nbdo —-BR( mpeacrasnser codoit Win o .

B HexkoToprix BapuaHTax ocymectsierns coenuHenns @opmynei (1), (Ia) wnn (Ib) moryT
OBITh CHHTE3UPOBAHBI B COOTBETCTBHH CO CXEMOM 2.

Cxema 2

rae R, R% R3, R R® G, G, G3, Gs, Gs u Go ABIAIOTCA TAKMMM, KaK OIPEENeHO s
@opmynel (1) unn moOoii ee Bapuanyy, MOAPOOHO OMHMCAHHOW B HacrosimeM nokymenre; Hal

npencTasisier coOoii rajoreH, t pasHo 2 win 3, a R npencrasnsier cobort —OH, —Oankun wiu

oL+, i
/ \\O_
8, o
rayoreH, ubo —BR¢ npencrasnsier coboi o Win O

B HekoTopeIx BapuaHTax ocyiiecTBieHus coenuHeHuss Popmyinel (A), (A-1) unmn (A-2)

MOTYT OBITh CHHTE3HPOBAHBI B COOTBETCTBUH cO cxemon C.
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Cxema C
R
R3 N R2
R T G|1 L))
R3 N R? %\Rét
Gl1 G, + Y > Z "R*

Z |
1/ o R T
Hal I 3!’ \l/ _Gr_R°

rie R\, R?, R*, RY, R, Y, G1, Gz, Gs, Gu, Gs, Go 1 G7 SIBIAIOTCS TAKMMH, KaK ONPEAENEHO
s @opmyisl (A) uin 000 ee Bapualyy, MOJPOOHO ONMUCAHHOHN B HACTOSIIEM TOKYMEHTE; a
Hal mnpencrasnsier coboit ramoren. B HeKOTOpbIX BapuaHTaxX OCYINECTBJIEHUS COENUHEHUE
@opmynel (A), (A-1) nnu (A-2) cUHTE3UpyeTCsl TOCPEACTBOM PEAKIIMU COYETaHHUs XeKa.

B HexkoToprix BapuaHTax ocymectsierns coenuHenns @opmynei (1), (Ia) wnn (Ib) moryT
OBITh CUHTE3UPOBAHBI B COOTBETCTBUU CO CXEMOM 3.

Cxema 3

rae R, R% R3, R R® G, G, G3, Gs, Gs u Go ABIAIOTCA TAKMMM, KaK OIPEENeHO s
@opmynel (1) mm moboli ee Bapuay, NOAPOOHO ONMMCAHHON B HacTosieM nokyMmeHTte; a Hal
npeacTasisier coboi rajnored. B HEKOTOPBIX BapHaHTaX OCYLIECTBIIEHHs coeanHeHue POopMyJTbI
(D), (Ia) wnu (Ib) cuHTE3UpYETCS MOCPENCTBOM PEAKIIMH COYETAHUS XeKa.

B HekoTOpbIX BapuaHTax BbIIeyKa3aHHOU cxeMbl 3 coenuaenus @opmyisl (1), (Ia) wim

(Ib) MOTYT OBITH CHHTE3HMPOBAHBI B COOTBETCTBUHU CO CXEMOH 3a.
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Cxema 3a

OH ¢ H

R3 4 Pd(OAc)Z! dppp G1 o G2
NRa %\R Et,N, DMF
+
=

G, RS ————

G1fG2 G3’—‘\\( R4
[
Hal G4~ G 5
R
Gy -2 Ge
\G5/

rae R?, R, R, R Gi, Gy, G3, Gu, Gs, Go u G7 ABIAIOTCA TaKMMHU, KaK OTpPEeeNeHo AJs
@opmynel (I) mm moboli ee Bapuauy, NOAPOOHO OMMCAHHOW B HACTOsAIIEM AOKyMeHTe, a Hal
NPEACTaBIsieT COOOM rajioreH.

B HekoTOpbIX BapuaHTaxX BbIIeyKa3aHHOU cxeMbl 3 coenuaenus Qopmyisl (1), (Ia) wim

(Ib) MOTYT OBITH CHHTE3MPOBAHBI B COOTBETCTBUHU CO CXeMOH 3b.

Cxewma 3b
OH o
R3
OH (o) H | \ Ra
R3 A Pd(OAc),, dppp G G
I X Re Z~ "R*  K,CO3, DMF-H,0 \F 2
G 262 + ~G7 R® -
\I/ (|33 R4
Hal G4:é;/G6 /G7 R5
)
Ga- Gg

rae R?, R, R, R Gi, Gy, G3, Gu, Gs, Go u G7 ABIAIOTCA TaKMMHU, KaK OTpPEeeNeHo AJs
@opmynel (I) mm moboli ee Bapuauy, TOAPOOHO OMUCAHHOH B HAcCTOsIIEM AOKyMeHte, a Hal
NPEACTaBIsieT COOOM rajioreH.

B HekoTOpbIX BapHaHTaX OCYIIECTBICHHS MPOMEKYTOUHBIE COCIMHEHNUS, UCTIONb3YEMble
s cuHTte3a coemuHeHudn @opmyner (A), (A-1), (A-2), (), (Ia) wm (Ib), moryr ObITh

CHUHTE3UPOBAHBI B COOTBETCTBUU CO CXEMOM 4.
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Cxema 4

[(ANsPMe)]*Hal + 5 4 |

rae Gs, G, Gs, Gs, G7 1 Y SBISIFOTCSA TakUMH, Kak omnpeneneHo st Popmynsl (A) wmu
Mr0OBIX ee BapHalyid, MogpoOHO OMICAHHBIX B HacTosimeM nokymenrte; Hal npeacrasisier coboit
rajores, a Ar npencrasisieT coOOH apuil.

B HekoTOpBIX BapHaHTaxX OCYLIECTBJIEHUs coenuHeHHst Popmynbl (A) MOryT OBITh

CHUHTE3UPOBAHBI B COOTBETCTBUU CO CXEMOM 5.

Cxema 5
OH OH O/j
RS CHO RS
| AN No
G1 s G2 G1 Z G2
HO_~_©OH + - >
= R4 =~ R4
I [
G,. _R® Gs. _R®
?;’ = \Y ?;’ = \Y
G4\“" Gs G4\“" Gs
‘GY ycrd

rae R¥, R* R® Gy, G2, Gs, Gu, Gs, G, G7 u Y SBISIIOTCS TAKUMH, KaK ONPENeNeHo AJs
Dopmynel (A) nim m000# ee Bapuaryy, NOAPOOHO ONIMCAHHON B HACTOSIIEM JOKYMEHTE.
B HekoTOpBIX BapHaHTaxX OCYLIECTBJIEHUs coenauHeHUs @Popmynbl (A) MOryT OBITh

CHUHTE3UPOBAHBI B COOTBETCTBUU CO CXEMOU 6.
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Cxema 6
OH OH
R2 o -CHo R3 SR
_ G 2G> G 262
NH,R — + — >
Z~ “R* =~ “R*
Y Y
| |
Gr.. _R® Gs.. _R®
il
Ga-"Gg G, -G
\G5/ 4\(35 6

rae R’ R* R, R, G1, Ga, G3, G, Gs, Go, G7 1 Y SIBISIOTCS TAKMMH, KaK OMPENeNeHo s
Dopmynel (A) nim mr000# ee Bapuaryy, NOAPOOHO OMMCAHHON B HACTOALIEM JOKYMEHTE.
B HekoTopbIX BapuaHTax BbIlIeyKa3aHHOU cxeMbl 6 coennaenus @opmyisl (1), (Ia) wim

(Ib) MOTYT OBITH CHHTE3HMPOBAHBI B COOTBETCTBUHU CO CXEMOH 6a.

Cxema 6a
OH
OH F x _RI
E N
(™
RI-NH2
=
7
EtOH/MeOH
O obpaTH. x
N
O -

rae R) sBnserca Takum, kak ompeneneHo anst @opmynsl (A) umm mo6oi ee BapHalWH,
noapoOHO OMUCAaHHOH B HACTOAIIEM JOKYMEHTe. B OJZHOM BapHuaHTe OCYIIECTBJICHUS
npornenypsl, kKak omnucano B cxeme 6a, (E)-3-¢rop-2-ruppoxcu-5-(4-(mupponmuans-1-
wi)crupun)oemsansaerun (1 5kB.) u amuHHOe coenuHeHne RI-NH, (1 3KkB.) pacTBOPSIOT B
STaHOJIE WIN MeTaHoJe. PEakKIMOHHYIO CMECh KHITATAT ¢ OOPATHBIM XOJIOJWJIBHUKOM B TEYEHHE
2 qacos. PacTBoputens O0MbLIEH YaCThIO YAAISIOT, & OCTAaTOK GUIbTPYOT. OCagoK MPOMBIBAIOT
STAHOJIOM M CYIIAT B YCIOBHAX BaKyyMa C TIOJYUYEHUEM JKEIAeMOT0 MPOAYKTA.

B HekoTopbIx BapuaHTax cxemsl 6 coenuHerns @opmyner (1), (Ia) wmu (Ib) MoryT ObITh

CHHTE3HPOBAHBI B COOTBETCTBUH CO CXEMOH Ob.
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Cxema 6b
OH
=

OH -
F x _RI
E N
(J
RI-NH2 HCI
=
EtOH/TEA
O obparH. 1x
N
O =

rae R! sBnserca takuMm, kak omnpeneneHo st @opmydsl (A) unm 000N ee BapHaLuH,

noapoOHO OMUCAaHHOH B HACTOAIIEM JOKYMEHTe. B OJZHOM BapHuaHTe OCYIIECTBJICHUS
nporenypsl, kak omnmcaHo B cxeme ©6b, (E)-3-¢rop-2-ruppoxcu-5-(4-(mupponmuans-1-
wn)crupun)oemsansaerun (1 5xs.), comb HCI coemunenus RI-NH; (1,5 3xs. umu 2 5xB.) u TDA
(2 akxB. oM 3 3KB.) PacTBOPSIOT B 3TaHOJE. PEakMOHHYIO CMeCh KHUISTAT C OOpaTHBIM
XOJIOMWJIBHUKOM B TedeHHue 2 4vacoB. PacTBopurenb Oonbliel 4acThIO YIANSAIOT, a OCTaTOK
¢unbTpyroT. OCafiok MPOMBIBAIOT 3TAHOJIOM M CYLIAT B YCJIOBHUSX BakyyMa C IOJy4YE€HHEM
JKEJIAeMOro COeOMHEHUs. B 1pyroM BapuaHTe OCYIIECTBJICHUS MPOLEAYPhl, KaK OMHCAHO B
cxeme 6b, (E)-3-¢rop-2-ruapokcu-5-(4-(mupponunus-1-mn)crupun)oensanpaerun (1 skB.) u
cBobonnbiil amua R-NH, umu coms HCI amuna R-NH; (2 5xB. umm 1,2 5KB.) pacTBOPSIOT B
starosne ¢ TOA (2 3xB. miu 3 5kB.) wiu 0e3 Hero. PeakMOHHYI0 CMeCh KHUITAT ¢ OOpaTHBIM
XOJIOMWJIbHUKOM B TedeHHe 2 4acoB. [1oyy4eHHbIH 0cafok (PUIbTPYIOT, MPOMBIBAIOT METAHOJIOM
U CyLIAT B YCJIOBHUSIX BAKyyMa C MOJYYEHHUEM KEJIAeMOTO COSINHEHHSL.

B HeKkOTOpBIX BapHaHTaxX OCYLIECTBJICHUS coenuHeHust Popmynbl (A) MOryT OBITh

CHUHTE3UPOBAHBI B COOTBETCTBUU CO CXEMOM 7.
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Cxema 7
HO, OH Z‘—g
B B 1
R
%R“ %R“ R3 Rz
Y Y [
.G7__R° .G R® Gi_ =G
R! (|3|3~-\| or ?3—-?
3 2 G;;", Gs G\~—'G
X Gs ‘o5 Z DR
| > v
Gi_ =G |
T G/G7 RS
Hal | ?”—\;\(
Gy~ Ge
\G5/

rae R, R?, R*, R*, R®, Gy, G2, G3, Ga, Gs, Go, G7 1 Y SBJIAIOTCS TAKMMH, KaK ONPEENEHO
s @opmyisl (A) uin 000 ee Bapualuy, MOAPOOHO OMMCAHHON B HACTOSALIEM JOKYMEHTE, a
Hal npencrasnsier co0oii ranores.

B HekoTopbIX BapuaHTax BbIlIeyka3aHHOU cxeMbl 7 coenuHenus Popmyisl (1), (Ia) wim

(Ib) MOTyT OBITH CHHTE3HMPOBAHBI B COOTBETCTBHHU CO CXEMOH 7a.

Cxema 7a
HO, OH T)/\ig
B B ]
/k /k ¥
= R4 = R4 R3 R2
Y Y [
.G7__R° .G R® Gi_ =G
R! (|3|3~ “ or (|33— -?
3 2 G;;", Gs G\~—'G
X Gs ‘o5 Z DR
| > v
G =62 Pd(PPh;),, Na,CO4 l
T DMF-H,0 (1:1) _G;_ _R®
Hal by \(
Gy~ Ge
\G5/

rae R, R?, R*, R*, R®, Gy, G2, G3, Ga, Gs, Go, G7 1 Y SBJIAIOTCS TAKMMH, KaK ONPEENEHO
st @opmyniel (A) nim mr000# ee Bapuaryy, TOAPOOHO OMMCAHHON B HACTOSALIEM JOKYMEHTE.

XHUMHUYECKUIN CUHTE3

HnmocTpaTuBHBIE XUMHYECKHE BEINECTBA, HUCIOJIb3YEMbIE B CIOCO0aX MO HACTOSIIEMY
nu3o0pereHnio, OyayT Temepb OMHCAHBI CO CChUIKOHW Ha CJIEAYIOLINE KOHKPETHbIE MPHUMEpBL.
CrenmanucraM B aHHOW OONACTH TE€XHUKU OyIeT MOHSATHO, YTO IS TOJYYEHHs Pa3IMYHbIX

COGI[I/IHGHI/II\/'I MO HACTOAIEMY NOKYMCHTY UCXOAHBIC MaTCpUaJibl MOT'YT OBITH COOTBETCTBYIOLIUM
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00pa3oM BBIOPAHBI, TAK YTO XKEJAEMble B KOHEYHOM HTOTE 3aMECTHTENH OYAyT MPOBEIEHBI Yepes3
CXEMY PeaKLUH C 3alIUTHOW TPyNIoN min 0e3 Hee B 3aBHCUMOCTU OT CUTYALMH C TOIyYeHHEM
JKEJAeMOTr0 TPOAYKTA. AJIBTEPHATUBHO, MOXKET ObITh HEOOXOOUMBIM HIIH KEJaTeIIbHBIM
UCITIOJIb30BAaTh BMECTO JKEJAEMOr0 B KOHEYHOM HTOT€ 3aMECTUTENs MOAXOIAIIVIO TPYIIY,
KOTOPYIO MOXKHO TPOBECTH 4Yepe3 CXeMy Peakii M 3aMEHHUTb NPHU HEOOXOAMMOCTH JKEJIaeMbIM
3aMmectuTeneM. boyee Toro, cnenuanucTy B JAaHHOW O0JAcTH TEXHUKH OyHeT MOHSTHO, YTO
TpaHcoOpMaLiK, TOKAa3aHHbIE B CXeMaX HHKe, MOTYT ObITh BBIMIOJIHEHBI B JIIOOOM TMOPSIKE,
KOTOPBII COBMECTHM C (PYHKIIMOHAIBHOCTHIO KOHKPETHBIX OOKOBBIX rpynn. Kaxkayro peakuuto
13 M300paskeHHBIX Ha OOIIMX CXeMaX MOKHO MPOBOAWTH MpHU Temrmeparype ot okojo 0 °C mo
TEMIEpPaTypbl KUNEHHsA C OOpaTHbIM XOJOAWJIBHUKOM HCIIOJIb3YEMOIO OPraHUYEeCKOTro
pacTtBopuTens. MedeHHbIe M30TONIAMU COEAMHEHHs], KaK OIHMCAHO B HACTOSIIEM IOKYMEHTE,
MOJIYHYalOT B COOTBETCTBUH CO CIOCOOAMH, ONMUCAHHBIMH HIKE, MCIIOJIB3Ys COOTBETCTBYIOLINM
o0pa3oM MeueHHblE HCXOAHBIE MaTepuanbl. Takue Marepuanbl, Kak MPaBHJIO, JOCTYIHBI OT
KOMMEpPUYECKHX MOCTABLINKOB PAAUOAKTHBHO MEYEHHBIX XUMHUUECKHX PEareHTOB.

IIpumepsnr

Crnenyromme mnpuMepbl TPEAOCTABJIEHBbl JHIIb U WUIOCTPALMK, HO HE s
OTpaHWYEHUs HacTosIero onucanus. CrennaancTy B JaHHOH 00JacT TEXHUKH OyAeT MOHSTHO,
YTO CIENYyIOLINe PEeaKLUUH M CXeMbl CHHTE3a MOTYT ObITb MOAM(HLMPOBAHBI MyTEM BBIOOpA
MOJXOSIIUX HCXOIHbIX MAaTepUaiOB M PEAreHTOB, YTOOBI MOJNYYUTh JAPYTHE COEIUHEHUS
Dopmynet (A), (A-1), (A-2), (I), (Ia) nmu (Ib). CoennHEeHUsI MONYYAOT C TMOMOIIBIO OOINX
CII0COOOB, OMHUCAHHBIX BHIIIIE.

B mpumepax wucnosb3yroTcs cheayromue cokpamenus: Ac (amerar), Boc (Tpet-
oyrunokcukapbonmn), dba (mubensmnmupenauneroH), AXM (muxnopmeran), JIM®PA (N,N-
auMeTuihopmMamMun), JIMCO (mumeruncynbhokcun), dppf (1,1'-
ouc(mudpenmndochuno)deppouer), A wnu EtOAc (3tunanerar), Et (3tun), EtOH (3Tanon),
BD2XX (BricokoaddexrnBHas xuakoctHas xpomartorpadus), LAH (auruiiamomunuiiruapun),
mCPBA (mera-xnopnepokcubensoitnas kucinora), Me (metmn), MeOH (metanon), n-BuLi (u-
OyTrinTHi), OMe (MeToxcn), PdClx(dppf) ((1,1'-
ouc(mudpenmndochuno)deppouen)nammaamsi(Il) OUXJIOPUN), Pdy(dba);
(tpuc(mudensununenaneron)qunamianuii(0)), Pd(OAc), (mamnanusa(ll) anerar), Pd(PPhs)s
(rerpaxuc(tpudennndpochun)namiaanii(0)), PPh; (rpudenundocdan), PinB
(6buc(muuakonato)nqudbopon), PMB (4-merokcubensmn), PMB-Cl (4-meTokcHOEH3UIXIIOpUN),
TOA (tpumermnamun), TOK (tpudropykcycunas xucnora), TI'® (rerparuppodypan) u TCX

(ToHKOCTOWHAsT XpoMmaTorpadus).
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IIpumep 1. (E)-2-runpokcu-3-MeToKCH-5-(4-MeTOKCUCTHPIIT)OeH3aIbIeT H T

OH

MeO E CHO

=

OMe

B cTexisiHHOM 3ame4aTaHHOM KOJmavykoM (iakore oobeMoM 30 mit 5-0poM-2-THIPOKCH-
3-metokcubenzanpaerun (231 mr, 1,0 mmons), (E)-(4-meTokcuctupmn)00poHOBYIO KUCIOTY (214
mr, 1,2 mmone) 1 NaaCOs (666 mr, 6,0 mmons) cycnieHnuposaiu B JIM®PA-soze (10 mu). 3aTem
OapboTupoBa ra3zo00pa3HbIM aproHOM B TEYEHHE OJHOW-ABYX MHUHYT, B PEAKLIMOHHBIN
¢daaxon nodasnsu Pd(PPhs)s (63 mr, 0,05 MMomb), 3aKpbIBal repPMETUYHBIM KOJIMAYKOM, W
nponpoukanmu npu 105°C B Tewyenwe 16 4YacoB Ha MeINAjKe C YaIIKOW, COJepKallei
METAJUINYECKUE TPaHyJbl. 3aTeM OXJAKAAIN A0 KOMHATHOM TEMIIEpaTypbl, pa3OaBisuid BOIOU
(20 M) M IEPEHOCHIIH B PA3ACIUTEIbHYI0 BOPOHKY C MOMOIIBIO AUXJIOpMeTaHa. BoaHblid cioit
nonkucisa 2,0 N HCl no pH~ 4,0 u skcTparnpoBaiy JOMOJHUTEIbHBIM JUXJIOPMETaHOM (2 X
50 mu). OObeaMHEHHBIH OPTaHUYECKUN CJION MPOMBIBAN COJIEBBIM PACTBOPOM, CYLIMJIM Hax
Cynb(aToM HATPUS U MOJHOCTHIO BhIMAPUBAIH. 110ydeHHBIH HEOUNIIEHHBIH MPOAYKT OUUIIAIIH
MOCPEACTBOM KOJIOHOYHOW XpomaTtorpaduu Ha cuimkarene (rexkcaH yepes rekcan-EtOAc (0-
100%)) ¢ moxydeHHeM YKa3aHHOTO B 3arojIOBKE COEOMHEHHS B BHIE TBEPIAOrO BEINECTBA
xenToro useta (52 mr, Beixon 18%). 'H SAMP (500 MI'u, xnopodopm-1) § 11,06 (¢, 1H), 9,95
(c, 1H), 7,55 - 7,35 (m, 2H), 7,27 (5, J = 6,3 T'y, 2H), 6,97 (1, J = 16,3 'y, 1H), 6,94 — 6,87 (m,
3H), 3,99 (¢, 3H), 3,84 (¢, 3H); KXX-MC m/z [M+H]" paccu. mnst C17H 1604, 285; Halineno, 285.

ITpumep 2. (E)-2-runpokcu-3-meTokcH-5-(3-(TpudropmMe i) cTupi)0eH3a b Aer v

OH

MeO l CHO

=

VYkazaHHO€ B  3aroJIOBKE COCAUHEHHE TMOJy4aln M3  S-OpoM-2-runpokcu-3-

CF;
Merokcubenzampmeruna (231 wmr, 1,00 mmoms) wu  (E)-4,4,5,5-rerpamermn-2-(3-
(Tpudropmerun)crupmin)-1,3,2-muokcadoposana (358 mr, 1,2 MMOJIb), KaK OMMUCAHO B MPUMEPE

l, C TIOJYYCHUEM YKa3aHHOI'O B 3aroJIOBKE COCAMHCHUA B BUAC TBEPAOIO BELICCTBA KCJITOIO



157

useta (92 mr, Bbixon 29%). 'H SIMP (500 MI'u, xnopodopm-n) & 11,14 (c, 1H), 9,96 (c, 1H),
7,75 (¢, 1H), 7,70 - 7,61 (m, 1H), 7,50 (ar, J = 15,3, 7,8 ', 2H), 7,36 — 7,29 (M, 2H), 7,13 (n, J
= 16,2 Tu, 1H), 7,03 (n, J = 16,3 T'y, 1H), 4,00 (¢, 3H); KX-MC m/z [M+H]" paccu. mus
C17H13F503, 323; Haiineno, 323.

IIpumep 3. 5-(4-xnopcTUpnI)-2-TUAPOKCH-3-METOKCHOCH3 b 1T H T

OH

MeO E CHO

Z

Cl

VYkazaHHO€ B  3aroJIOBKE COCAUHEHHE TMOJy4aln M3  S-OpoM-2-runpokcu-3-
metokcubensanpaeruna (231 mr, 1,0 mmons) u (E)-2-(4-xnopcrupun)-4,4,5,5-rerpamernn-1,3,2-
nuokcadoposana (318 mr, 1,2 MMoJb), Kak OMUCaHO B mpuMepe |, ¢ MOJNydeHHeM LIUC/TpaHC
CMeCH YKa3aHHOTO B 3aroJIOBKE COCAMHEHUS B BHIE TBEPAOIO BELIECTBA JKEITOro 1Bera (58 mr,
BbIx0A 20%). 'H AMP (500 MI'11, xnopodopm-a) & 11,22 — 10,92 (m, 1H), 10,04 — 9,73 (m, 1H),
7,53 = 7,36 (m, 1H), 7,36 — 7,32 (M, 1H), 7,31 (o, J =2,3 T'y, 1H), 7,28 (c, 1H), 7,21 — 7,17 (m,
1H), 7,12 (m, 1H), 7,06 — 6,93 (m, 2H), 3,99 - 3,92 (¢, 3H); )KX-MC m/z [M+Na]" paccu. nus
Ci16H13ClO3, 311; Haiigeno, 311.

ITpumep 4. (E)-2-runpokcu-3-MeTOKCH-S-CTUPUIOeH3aIbeT U

OH

MeO ! CHO

=

VYkazaHHO€ B  3aroJIOBKE COCQUHEHHWE TOoJydain u3  S-OpoM-2-ruapokcu-3-
metokcubenszanpaeruna (231 mr, 1,0 mmons) u (E)-crupunboponoBoit kucnoter (178 wmr, 1,2
MMOJIb), KaK OITMCAHO B MpHUMepe 1, ¢ MoydeHneM YKa3aHHOTO B 3ar0JIOBKE COCMHEHUS B BUIE
TBEPJOro BELIECTBA KOPUUYHEBATO-KenToro usera (122 mr, Boixon 48%). 'H SAMP (500 MI'w,
xnopodopm-n) 6 11,10 (c, 1H), 9,95 (¢, 1H), 7,57 — 7,43 (m, 2H), 7,38 (1, J = 7,6 'y, 2H), 7,29
(nm, J=5,3,3,2T'y, 3H), 7,06 (1, J = 16,3 I'n, 1H), 7,01 (n, J = 16,3 I'y, 1H), 4,00 (c, 3H); KX-
MC m/z [M+H]" paccu. nia Ci6Hi40s, 255; Halineno, 255.

IIpumep 5. (E)-5-(3,5-mudropcTupmnin)-2-ruapokcu-3-MeTOKCHOSH3aIbACTH T
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VYkazaHHO€ B  3aroJIOBKE COCAUHEHHE TMOJy4aln M3  S-OpoM-2-runpokcu-3-
metokcubenszanpaeruna (231 mr, 1,0 mmons) u (E)-2-(3,5-audropctupun)-4,4,5,5-rerpamern-
1,3,2-nuokcadoponana (319 wmr, 1,2 MMosb), Kak ONHCAHO B Mpumepe 1, ¢ monydeHHeM
YKa3aHHOTO B 3ar0JIOBKE COCIUHEHHS B BHI€ TBEPAOTO BEIECTBA XKENTOro mnpera (38 Mr, BbIXO[
13%). '"H AMP (500 MI'ui, xnopodopm-a) & 11,15 (¢, 1H), 9,96 (c, 1H), 7,30 (n, J = 2,0 T'n, 1H),
7,27 (o, J = 2,0 I'y, 1H), 7,05 (n, J = 16,3 I'y, 1H), 7,01 (ar, J = 7,0, 2,1 I'y, 2H), 6,91 (n, J =
16,2 T, 1H), 6,72 (tr, J = 8,8, 2,3 T'y, 1H), 4,00 (c, 3H); XKX-MC m/z [M+H]" paccu. mus
Ci16H12F203, 291; naiineno, 291.

IIpumep 6. (E)-5-(2,4-nudropcTrpmin)-2-ruapoKcH-3-MeTOKCHOSH3AIbACTH T

VYkazaHHO€ B  3aroJIOBKE COCAUHEHHE TMOJy4aln M3  S-OpoM-2-runpokcu-3-
metokcubenszanpaeruna (231 mr, 1,0 mmons) u (E)-2-(2,4-nqudropctupun)-4,4,5,5-rerpameTn-
1,3,2-muokcaboponana (319 mr, 1,2 MMoJb), Kak OMUCAHO B TpuMepe 1, C MOJy4YeHUEM
YKa3aHHOTO B 3aroJIOBKE COEAMHEHHUS B BHUJE TBEPIOTO BELIECTBA KOPUYHEBATO-)KEITOTO LIBETA
(152 mr, BeIxOA 52%). 'H SAMP (500 MI'1i, xnmopogopm-n) & 11,12 (c, 1H), 9,96 (c, 1H), 7,55
(tm, J=18,6, 6,4 'y, 1H), 7,29 (x, J = 2,0 I'y, 2H), 7,09 (n, J = 16,2 T'y, 1H), 7,05 (n, J = 16,2 T'y,
1H), 6,90 (tn, J = 8,4, 2,7 I'y, 1H), 6,85 (nan, J = 11,1, 8,7, 2,6 ', 1H), 4,00 (¢, 3H); KX-MC
m/z [M+H]" paccu. mns Ci6Hi2F203, 291; Haiineno, 291.

ITpumep 7. (E)-5-(4-dpTopcTupmi)-2-rugpoKcu-3-MeTOKCHOEH3aIbAeT U
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OH

MeO ! CHO

=

F
VYkazaHHO€ B  3aroJIOBKE COCAUHEHHE TMOJy4aln M3  S-OpoM-2-runpokcu-3-
metokcubenszanpaeruna (231 mr, 1,0 mmons) u (E)-(4-¢pTopcrupmn)doponosoii kuciotsl (199
Mr, 1,2 MMOJIB), KaK OTIMCAHO B MpUMepe 1, C MoNyd4eHneM yKa3aHHOTO B 3ar0JIOBKE COEIMHEHHS
B BHJIE TBEpIOro BemiecTBa »kenroro Ipera (78 wr, Bbxom 29%). 'H aMmP (500 MI,
xnopodopm-n) & 11,09 (¢, 1H), 9,95 (c, 1H), 7,52 — 7,41 (m, 2H), 7,28 (¢, 2H), 7,10 — 7,02 (m,
2H), 6,97 (¢, 2H), 3,99 (c, 3H); KX-MC m/z [M+H]" paccu. nnsa CisH13FOs, 273; Haiineno, 273.
ITpumep 8. (E)-2-runpokcu-3-MeTokcH-5-(4-(TpudropMeTiin)cTHpIIT)0eH3a b H T

OH

MeO ! CHO

=

J

CF;

VYkazaHHO€ B  3aroJIOBKE COCAUHEHHE TMOJy4aln M3  S-OpoM-2-runpokcu-3-
metokcubenzampaeruna (231 mr, 1,0 mmons) u (E)-(4-(tpudropmern)ctupun)OopoHOBOH
KUCIOTHl (259 wmr, 1,2 MMOJb), Kak OMUCAHO B IpuUMepe 1, C MOJyuyeHHEeM YKa3aHHOTO B
3arojioBKe COeIMHEHHUs B BHJE TBEPAOIO BEIeCTBa enToro usera (58 mr, sbixoa 18%). 'H
SAMP (500 MI', xnopodopm-n) & 11,14 (¢, 1H), 9,97 (¢, 1H), 7,65 — 7,57 (m, 4H), 7,33 — 7,28
(M, 2H), 7,14 (o, J = 16,2 Tu, 1H), 7,03 (n, J = 16,4 T'y, 1H), 3,96 (¢, 3H); ’KX-MC m/z [M+H]"
paccu. st C17Hi13F50s, 323; naiineno, 323.

IIpumep 9. (E)-1-(2-runpoxcu-3-mMeTokcu-5-(4-merokcuctupuin)pennn)stan-1-on
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OH O

o LA
J

OMe

VYkazaHHOE€ B 3aroJIOBKe CoeAuHeHue mnodydand u3  1-(5-Opom-2-runpokcu-3-
MetokcugeHmn)atan-1-oxa (245 mr, 1,0 mmoins) u (E)-(4-mMeTokcHCTHPHIT)OOPOHOBOH KHCIOTHI
(214 wr, 1,2 MMoONb), Kak ONMHMCAHO B mMpuMepe 1, ¢ MONyYEeHHEeM YKa3aHHOTO B 3aroJIOBKE
COeIMHEHHs] B BUJE TBEPAOro BellecTBa skeiToro usera (58 mr, Boixon 19%). 'H AMP (500
MI', xnmopodopm-a) 6 12,59 (¢, 1H), 7,51 — 7,41 (m, 2H), 7,38 (o, J = 1,9 ', 1H), 7,25 (n, J =
1,9 T, 1H), 6,96 — 6,85 (m, 4H), 3,97 (c, 3H), 3,84 (¢, 3H), 2,68 (¢, 3H); KX-MC m/z [M+H]"
paccu. st C1s8H1804, 299; naiineno, 299.

IIpumep 10. (E)-3-¢rop-2-ruapokcu-5-(4-mMeTokcucTrpin)0eH3aabIer i

OMe

VYkazaHHO€ B 3aroJIOBK€  COE€OUHEHHME  mojydanu w3 S-Opom-3-¢rop-2-
rugpokcudensanpaerunga (219 mr, 1,0 mmons) u (E)-(4-MeTOKCHCTUPIIT)OOPOHOBONH KHCIIOTHI
(214 wr, 1,2 MMoNb), Kak ONMHCAHO B mpuMepe |, ¢ MOJyYeHHEM YKa3aHHOTO B 3aroJIOBKe
COeIMHEHHs] B BUJE TBEPAOrO BellecTBa skeiToro nsera (69 mr, Boixon 19%). 'H AMP (500
MI', xnopodopm-a) & 10,90 (¢, 1H), 9,95 (¢, 1H), 7,53 (an, J = 11,8, 2,1 ', 1H), 7,46 — 7,41
(M, 3H), 6,97 (n, J = 16,3 I'y, 1H), 6,94 — 6,90 (m, 2H), 6,87 (n, J = 16,1 I'y, 1H), 3,84 (¢, 3H);
XKX-MC wm/z [M+H]" paccu. nina CisHisFOs, 273; Haiineno, 273.

ITpumep 11. (E)-3-drop-2-rugpokcu-5-(3-(Tpudropmeriin)cTuprin)OeH3aabIeru
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CF;

VYkazaHHO€ B 3aroJIOBK€  COE€OUHEHHME  mojydanu w3 S-Opom-3-¢rop-2-
rugpokcudbensanprernga (219 wmr, 1,00 mmoms) wu  (E)-4,4,5,5-terpamernn-2-(3-
(Tpudropmerun)crupmin)-1,3,2-muokcadoposana (358 mr, 1,2 MMOJIb), KaK OMUCAHO B MPUMEpE
1, ¢ monyueHHeM YKa3aHHOTO B 3aroJIOBKE COEAWHEHHsI B BHUAE TBEPIAOrO BEIIECTBA JKEJITOrO
useta (67 mr, Bbixon 22%). 'H SIMP (500 MI'u, xnopodopm-1) & 10,99 (c, 1H), 9,97 (¢, 1H),
7,74 (¢, 1H), 7,66 (n, J = 7,6 I'n, 1H), 7,57 (am, J = 11,6, 2,1 I'y, 1H), 7,55 — 7,46 (M, 3H), 7,09
(o, J =163 T'u, 1H), 7,03 (n, ] = 16,2 T'u, 1H); KX-MC m/z [M+H]" paccu. mns CisH10F402,
311; naitneno, 311.

ITpumep 12. TpeT-OyThi 2-(3-¢popmun-4-rugpokcu-5-merokcudennn)-6,7-

auruapotreHo| 3,2-c lnupunus-5(4H)-kapbokcunar

OH

MeO CHO

Boc’

VYkazaHHO€ B  3aroJIOBKE COCAUHEHHE TMOJy4aln M3  S-OpoM-2-runpokcu-3-
meTokcubenzanpaernga (462 wmr, 2,0 mmons) u Tper-Oyrun 2-(4,4,5,5-rerpameruni-1,3,2-
arokcabopoan-2-mn)-6, 7-nuruapotreHo| 3,2-cmupunun-5(4H)-kapbokcunara (876 wmr, 2.4
MMOJIb), KaK OITMCAHO B MpHUMepe 1, ¢ MoydeHneM YKa3aHHOTO B 3ar0JIOBKE COCMHEHUS B BUIE
TBEPJOTO BEIECTBA KeNToro 1pera (476 mr, Boixoa 61%). 'H AMP (500 MI'u, xnopodopm-a) &
11,06 (¢, 1H), 9,95 (¢, 1H), 7,33 (n, J =2,0 I'u, 1H), 6,94 (c, 1H), 4,50 (¢, 2H), 3,97 (¢, 3H), 3,75
(c, 2H), 2,86 (¢, 2H), 1,50 (c, 9H); ESI-MS m/z [M+Na]" paccu. anst C20H23NOsS, 412; HaiineHo,
412.

IMpumep 13.  2-ruapokcu-3-metokcu-5-(4,5,6,7-rerparunpotueso|3,2-cnupuans-2-

W1)0eH3aIbIeTHAa THAPOXIOPUT



162

OH
MeO CHO

HN

VYka3zaHHOE B 3arojIOBKE COEAMHEHHE TOJy4Yald M3 MOJYYEHHOTO BbIlIe Ipumepa 12,
Tper-Oytun  2-(3-popMun-4-ruapoKCcH-S-MeTOKCHUBEHI )-6, 7-TuruapoTHEHO| 3, 2-C|MUpUANH-
5(4H)-xapbokcunara (97 mr, 0,25 MMoub), B nuxiopmerane (2,0 mu), obpadorannoro 4 N HCI B
anokcaHe (2,0 mu) B TedeHMe 3 YAcOB NP KOMHATHOW TEMIIEPAType B CTEKISIHHOM
3amedaTaHHOM KoJimadykoM uiakone (30 M), 3aTeM JieTy4re BeIecTBa MOJTHOCTHIO BhITIAPUBAIU
U TIOJHOCTBIO BBICYIIMBAJIM C TIOMOLIBIO JHOPHIN3ATOpAa C TOJyYEHHEM YKa3aHHOTO B
3aroJioBKe COEIMHEHHs B BUJIe TBEPIOTO BellecTpa xkentoro usera (48 mr). 'H SAMP (500 MI'L,
JIAMCO-z6) 6 10,44 (c, 1H), 10,31 (c, 1H), 9,48 (c, 2H), 7,43 (5, J =2,2T'u, 1H), 7,37 (n, J = 2,2
I'n, 1H), 7,31 (¢, 1H), 4,17 (¢, 2H), 3,94 (c, 3H), 3,57 (c, 1H), 3,43 (n, J = 7,3 I'y, 2H), 3,05 (1, J
= 6,1 I'y, 2H); XXX-MC wm/z [M+H]" paccu. aaa CisHisNOsS, 290; HaiineHo, 290.

1. Brz

_ 2. HCl B
s CIH.HN

CHO B,Pin, CHO
Br o~ PinB o~
|/ Br
Ipumep 14 le14

o

IMpumep 14. 5-(S-(uuxnonpomnankapOorumn)-4,5,6,7-rerparunpoTueso|3,2-cnupuann-2-

WT)-2-TUAPOKCH-3-METOKCUOSH3aIbACTH T
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MeO CHO

Oram 1: 2-6pom-4,5,6,7-rerparuapotueno| 3,2-¢|mupuaus. HCI

s
C|H.Hw B

Pacteop Opoma (0,51 mu, 10,0 mmonb) B ykcycHoW kuciore (1 mi) mobaBmsui K
pactBopy 4,5,6,7-trerparuaporueHo|3,2-clnupuanaa rugpoxmnopuna (1,75 r, 10,0 mmons) B
yKCyCHOM kucnore (5 mi). PeakunMoHHYIO cMech mepeMernnBain B TedeHue 1,5 4. Peakuuto
racuim Hacelm. OnkapOoHatoMm Hatpus (20 mut) u SKCTparupoBanu 3tuianeraroMm (30 mi x 3).
Tpu opraHmuecKkux 3KCTpakTa OOBEAMHSIHM, MPOMBIBAIHM COJEBBIM pactBopoM (10 mu x 2),
cyumn Han O0e3BoaHbIM cyibdarom Hatpus. Jobasnsmu 6 N HCI (ra3)/amokcan (10 m) u
CMeCh KOHIIEHTPUPOBAJIH B YCJIOBHAX BaKyyMa C MOJy4eHHeM xenaemoro mpoaykra (1,7 T,
BBIXOA 67%) B BHAE TBEPHOro BermecTBa skenroro nsera. KX-MC m/z [M+H]" paccu. mus
C7HsBrNS, 219; Haiigeno, 219.

Oram 2: (2-6pom-6, 7-nuruapotueHo| 3,2-c Jmupuana-S(4H)-wn ) HUKIOTIPO I )METAHOH

S
e
o

TOA (1,65 ma, 11,9 mmonp) u uuknonponankapbonmia xnopun (0,39 mi, 4,3 MMoIIb)
NOCIIeIOBATEIBHO NO0ABISIIN K pacTBOpy 2-Opom-4,5,6,7-rerparunpotueno|3,2-c|mupuana. HCI
(11, 3,95 mmomnp) B TT'® (10 mur) mpu 0°C. PeakiMOHHYIO CMeCh MepeMELINBaN B TeueHue 1 9.
npu 0°C. PeakiiioHHyt0 cMech raciv Boaow (30 mut) u skcTparupoBaiu strnaneraroM (30 mit x
3). Opranndeckue 3KCTPaKThl OOBEAMHSIN, MPOMBIBATH COJIEBBIM pacTBopoM (20 mi x 2),
CYylIMJIM Hax cyabdaroM HaTpuss W KOHUeHTpupoBamu. OCTATOK OYMINAIM KOJOHOYHOM
xpoMarorpadueit Ha cunmkarene (meTposeiHsiii s¢up/stunaneratr = 5:1-1:1) ¢ noaydeHuem
xenaemoro npoxaykra (0,97 r, Beixon 86%). JKX-MC m/z [M+H]" paccu. nna C1iHi2BrNOS,
287; HaiineHo, 287.

OTan 3: 2-ruapokcu-3-metokcu-5-(4,4,5,5-rerpamernn-1,3,2-nuokcadboposan-2-

11)0OeH3aIbAeTH
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CHO
OH

PinB o~

Cmecb  5-Opom-2-ruppokcu-3-metokcubenszampaeruna (1,15 1, 5,0  mMMmoub),
ouc(rnuuakomaro)nudopona (1,4 r, 5,5 mmonn), anerara kanus (1,5 r, 15,0 mmouns) u PdCL(dppf)
(0,4 1, 0,5 mmomnb) B nuokcane (30 mu) Harpesanu npu 110°C B TeueHue 4 4. Peakmuro racuin
Bomoit (50 mu) m skcrparmpoBaym sTwianeratoM (50 mu x 3). OpraHudeckue >KCTPAKThI
0OBEUHSIIN, TIPOMBIBAIIN COJIEBBIM pacTBOPOM (20 M X 2), CyIIMiIM Hax Cyib(aToM HATpUs U
KOHLEHTpupoBaid. (OCTaTOK OYMINAIM KOJOHOYHOW Xpomarorpaduedl Ha CHIHMKarese
(nerponetinpiii 3¢up/sTnnanerar = 10:1-5:1) ¢ nonyuenuem xenaemoro mponykra (310 wmr,
BBIXOM 22%) B BHle TBEPAOTO BellecTsa xentoro usera. 'H AMP (CDCls, 400 MI'm) § 11,37 (c,
1H), 9,93 (¢, 1H), 7,69 (c, 1H), 7,49 (c, 1H), 3,96 (c, 3H), 1,35 (c, 12H).

Oran 4: Cmech 2-runpokcu-3-mMeTokcu-5-(4,4,5,5-rerpamerin-1,3,2-nruokcabopoian-2-
wn)benzanpaeruna (50 mr, 0,18 mmounw), (2-Opom-6,7-mguruaporueHo|3,2-clnupunus-S5(4H)-
wn)(mmknonpornwi)meranona (51 wmr, 0,18 mmons), NapCO;3 (96 mr, 0,9 mmons) 1 Pd(PPhs)s (10
mr, 0,01 mmons) B IM®PA (2 M) u H20 (2 mur) nepemernnBanu ripu 95°C B TedeHne 2 4acoB B
armocdepe N;. PeakiinonHyto cMech BiauBaiu B BoAy (10 Mur) U 3KCTparupoBaiv STHIIALETATOM
(10 M x 3). OObearHEHHBIE OPTAaHUYECKHE BEIIECTBA TIPOMBIBAITN COJIEBBIM pacTBOpoM (10 mut),
CYIIMJIU Haj Cyib()aToM HATpUsA W KOHLEHTPUPOBAIU. HeEOUMIEHHBI NPOAYKT OYHINAIH
npenapatusHoii TCX ¢ monmydenueM skenaemoro npoaykra (13 mr, Bixon 20%). 'H AMP (400
MTI', xnopodopm-x) 6 11,07 (c, 1H), 9,95 (¢, 1H), 7,33 (c, 1H), 7,25 (¢, 1H), 6,95 (c, 1H), 4,74
(M, 2H), 3,98 (c, SH), 2,93 (m, 2H), 1,82 (m, 1H), 1,04 (M, 2H), 0,84 (M, 2H); XKX-MC m/z [M-
H] paccu. nnsa C1oH19NO4S, 356; nHaiineno, 356.

ITpumep 15. 5-(5-auerun-4,5,6,7-rerparunpoTieHo| 3,2-c|nupuann-2-un)-2-ruAPOKCH-3 -

METOKCUOEH3aIbIEr U

MeO CHO

Oram 1: 1-(2-6pom-6, 7-nuruapotueno| 3,2-¢|nupuaun-5(4H)-mn)sTaHoH
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S

T

TOA (1,65 mu, 11,9 mmons) n anermnxiopun (0,35 mut, 4,3 MMOJIb) TIOCIIEIOBATENBHO
no0aBysN K pactBopy 2-Opom-4,5,6,7-rerparunpotrero|3,2-c|nupuanna rugpoxaopuzaa (1 r,
3,95 MMoub), MOJNy4eHHOTO B cooTBercTBUH ¢ mpumepom 14, B TI'® (10 mm) mpu 0°C.
Peaxnmonnyro cmech nepemeimnBanu B TedeHue | 4. mpu 0°C. PeakMOHHYIO CMeCh TracuUiiu
Bomoit (30 mu) m skcrparmpoBaim sTwiaueratoM (30 mu x 3). OpraHudeckue >KCTPAKThI
0OBEIUHSIIN, IPOMBIBAIIU COJIEBBIM PAcTBOPOM (20 M X 2), CyIInIM Hax Cyib(aToM HATpuUs U
KOHIeHTpupoBaid. (OCTaTOK OYMINAIA KOJOHOYHOW Xpomarorpaduedi Ha CHIIMKareie
(nerponerinbiii d¢up/s>Tunanerar = 5:1-1:1) ¢ nonydernem skemaemoro npoaykra (0,93 r, BeIxon
91%). XKX-MC m/z [M+H]" paccu. ans CoHi1oBrNOS, 261; Haiineno, 261.

Oran 2: Cmechb 1-(2-6pom-6,7-nuruaporueno|3,2-c|mupuann-5(4H)-un)sranona (259
mr, 1,0 wmmomb), 2-rUapokcH-3-mMeTokcu-5-(4,4,5,5-terpamerii-1,3,2-nquokcadboponan-2-
win)bensanpaeruna (278 mr, 1,0 MMoub), moyueHHOro B cOOTBETCTBHU ¢ ipuMepoM 14, Na;COs
(530 wmr, 5,0 mmonb) u Pd(PPhs)s (58 wmr, 0,05 mmone) B8 IM®PA (10 mu) u H2O (10 mm)
nepememnBain npu 95°C B TeueHne 2 yaco B atmocepe No. PeakunoHHy0 cMech BIMBAIU B
Boay (30 mur) m skcrparupoBanu stwinaneratoM (30 mu x 3). OObenuHEHHbIE OpraHMYeCcKUe
BEIIECTBA NPOMBIBAIN COJEBbIM pacTBopoM (30 wmut), cymmium Hax CyiabparoM HATpUs |
KOHLleHTpupoBanu. HeouumieHnHsiii npoaykT ouuinaiu npenapatusHoit TCX ¢ momyueHuem
esaemMoro npoaykra (52 mr, Bbixoa 16%). 'H AMP (400 MT'n, xnopodopm-1) & 11,07 (c, 1H),
9,95 (¢, 1H), 7,33 (c, 1H), 7,24 (¢, 1H), 6,94 (c, 1H), 4,68 (c, 1H), 4,55 (¢, 1H), 3,98 (c, 3H),
3,94 (v, 1H), 3,78 (m, 1H), 2,94 (m, 2H), 2,19 (m, 3H), KXX-MC m/z [M+H]" paccu. mus
C17H17NO4S, 332; natimeHo, 332.

IMpumep  16.  5-(5-(2-dropatn)-4,5,6,7-rerparuaporueHo|3,2-c | nupuauH-2-ui)-2-

THJIPOKCHU-3-METOKCHOEH3aIbAeTH

MeO CHO

Oran 1: 2-6pom-5-(2-pTopaTun)-4,5,6,7-rerparugporueHo| 3,2-¢ |nupunuH
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S
A )

KOH (1,1 r, 19,75 mmonp) u 1-6pom-2-propatan (4,98 1, 39,5 mmonb) nobaBimsum K
pactBopy 2-6pom-4,5,6,7-rerparunpotueno|3,2-cnupuauna ruapoxnopuaa (1 r, 3,95 mmors),
MOJIY4eHHOTO B coOTBeTcTBMM ¢ mpumepoMm 14, B MeOH (40 mu). PeakumonHyro cmech
MepEeMEIIMBAIA B TEUEHHE 3 4acCOB MPU KOMHATHOHN Temriepatype. PeakilmOHHYIO CMeCh racuin
Bomoit (100 mi) m skcrparuposanu strianeratoM (100 mu x 3). OpraHudeckue SKCTPAKTHI
00BEeUHSIIN, TPOMBIBAJIH COJIEBBIM pacTBopoM (100 M x 2), cymmny Hax cyabpaToM HATPUS U
KOHLEHTpupoBaid. (OCTaTOK OYMINAIM KOJOHOYHOW Xpomarorpaduedl Ha CHIHMKarese
(nuxnopmeran/metanon = 20:1-10:1) ¢ nonydenuem xenaemoro npoaykra (0,88 r, Berxox 85%).
"H AMP (400 MT'ni, xnopodopm-n) & 6,68 (c, 1H), 4,69 (m, 1H), 4,57 (m, 1H), 3,60 (c, 2H), 2,80-
2,94 (m, 6H); dKX-MC m/z [M+H]" paccu. nus CoH1iBrENS, 265; Haiineno, 265.

OTan 2: 3-MeTokcu-2-(4-meTokcudOeH3unokcn)-5-(4,4,5, 5S-rerpamerun-1,3,2-
nuokcadboposIan-2-wui)OeH3albaeT Ul

CHO
OPMB

PinB o~

PMB-CI (0,54 mun, 4,0 MmMomb) noOaBsUIH K CMECH 2-THIPOKCH-3-MeTOKcU-5-(4,4,5,5-
teTpameTii-1,3,2-nrokcaboponan-2-mn)densanpaeruaa (532 mr, 2,0 MMOJbB), TIOJYYEHHOTO B
COOTBETCTBUHU ¢ mpuMepoM 14, u kapbonara kamust (552 wmr, 4,0 mmoss) B IM®PA (10 mn).
PeakiimoHHyr0 CcMecCh MepeMellMBald B TEUCHHE 3 4YacOB MPU KOMHATHOW TeMmmeparype.
Peakunonnyro cmech racmiu Bomoil (50 mi) u skcrparuposany stwianeraroM (50 mia x 3).
Oprannyeckne 3KCTPaKThl OOBEIUHSIIN, TPOMBIBAIH COJIEBBIM pacTBOPOM (30 Mut X 2), Cymuin
Hax cyab(haToM HaTpHs U KOHLEHTpUpoBaIu. OCTaTOK OYMINAIN KOJIOHOYHOH XpoMaTorpadueit
Ha cwiukarene (merposelHerid sdup/stunanerar = 20:1-10:1) ¢ mogydeHHEM KeIaeMoro
npoaykra (0,63 r, Beixon 82%).

Oran 3: 5-(5-(2-propaTun)-4,5,6,7-rerparuaporueHo| 3,2-c |nupuanH-2-mi)-3-MeTOKCH-

2-((4-mMeToKCHUOEH3MIT)OKCH )OeH3aTb ST U

OMe
S
OPMB
F /\/N | Y
CHO

Cwmech 2-0pom-5-(2-pTopatin)-4,5,6,7-terparunporueHo|3,2-cJnupununa (263 mr, 1,0
MMOJIb), 3-METOKCH-2-(4-MeTOKCuOeH3MIoKCH)-5-(4,4,5,5-Tetpamerii-1,3,2-nuokcadoponan-2-

wn)benszanpaeruna (398 mr, 1,0 mmons), NaxCOs (320 mr, 3,0 mmoisib) u Pd(PPhs)s (58 mr, 0,05
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mmonb) B JIM®PA (10 mur) u HoO (10 mo) mepememuBanu npu 95°C B TedeHue 2 4acoB B
arMocdepe N;. PeakiimoHHyo cMech BIuBaiu B BoAy (30 MiT) M 5KCTparupoBajH STHUIIALIETATOM
(30 ma x 3). OOBpenuHEHHBIE OPraHUYECKHE BEIIECTBA MTPOMBIBAIH COJIEBBIM pacTBOPOM (30 M),
CYIIMJIM Haj Cyib()aToM HATpUsA W KOHLEHTPUPOBAIU. HeOouHIeHHBI NPOAYKT OYHINAIIH
npenapatusHoii TCX ¢ nonyuenuem skenaemoro npoaykra (160 mr, Beixon 36%). 'H SIMP (400
MTI 1, xaopodopm-n) 6 10,20 (¢, 1H), 7,53 (c, 1H), 7,36 (m, 2H), 7,27 (M, 1H), 7,05 (m, 2H), 6,95
(c, 1H), 5,14 (c, 2H), 4,72 (m, 1H), 4,60 (m, 1H), 3,99 (c, 3H), 3,74 (M, 2H), 3,67 (M, 2H), 2,93
(M, 6H).

Oran 4: 5-(5-(2-propaTun)-4,5,6,7-rerparuaporueHo| 3,2-c |nupuanH-2-mi)-3-MeTOKCH-
2-((4-meroxcubensnn)okcn)oerzanpaerun (160 mr, 0,36 Mmmousp) pactBopsui B AXM (2 M) u
nobasysmn T®K (1 mun). PeaknuonHyro cMmech mepemernnBanu B TedeHne 30 muH. PacTtBOp
KOHIIEHTPUPOBAJH B YCIOBHUIX BakyyMa. OCTaTOK pacTBOPSUIM B HACHILI. OMKapOOHATE HATPHS
(5 mn) u skcrparupoBanu stunaneratoMm (5 mu x 3). OpraHudeckne 3KCTPaKThl OOBEIUHSIIH,
Ccymmiau Haj Oe3BOAHBIM CyJib(aToM HATpHUs W KOHLEHTpUpoBaid. HeouwineHHbIH HPOIYKT
ounmaiu npenaparuHoii TCX ¢ monydyeruneM skemaemoro mponykra (88 mr, Berxox 75%) B
BUJIE TBEPIOTO BelllecTBa xkenroro upera. 'H AMP (400 MI', xnopodopm-n) & 11,10 (ymm, 1H),
9,94 (c, 1H), 7,32 (c, 1H), 7,24 (c, 1H), 6,89 (c, 1H), 4,79 (M, 1H), 4,67 (m, 1H), 3,97 (c, 3H),
3,76 (c, 2H), 3,00 (M, 6H); dKX-MC m/z [M+H]" paccu. niaa C17Hi1sFNOsS, 336; Haiineno, 336.

Ipumep 17. 5-(5-(uuknonponunmerin)-4,5,6,7-TerparuapotueHo| 3,2-c|nmupuanH-2-ni)-

2-rUAPOKCH-3-METOKCUOCH3ATbIET U]

OH

MeO CHO

Oran 1: Hukiaonponui(6,7-quruaporuero| 3,2-¢ Jmupunus-5(4H)-mn)meranon

S
AT
o
TOA (4,77 ma, 34,3 mmonb) U mukionponankapoonmna xmopun (1,14 mu, 12,6 MMoub)

NoclenoBaTebHO  no0aBisim K pactBopy  4,5,6,7-terparunporuenol3,2-clnupunnnaa

rugpoxiopuna (2 r, 11,4 mmounp) B TT'® (10 M) mpu 0°C. PeakinoHHYIO CMeCh NepeMeInBaIm
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B TeueHne 1 4. mpu 0°C. PeakuuoHHyr cMmech racwind Boaod (30 Mil) U 3KCTparupoBaiv
stunaneratoM (30 mn x 3). OpraHudeckue SKCTPAKTbl OOBEOMHSIIN, MPOMBIBAIN COJIEBBIM
pactBopoM (20 mMia X 2), cymmuind Han cyiabparoM HaTpus U KOHIEeHTpupoBaiu. OcraTok
OUHINAJH KOJJOHOYHOH XpoMaTorpadueit Ha cuimkarene (meTponeiHsii s3gup/stunanerar = 5:1-
1:1) ¢ mony4eHneM yka3aHHOTO B 3arojiopke coeawHenus (2,2 r, Boixon 93%). XKX-MC wm/z
[M+H]" paccu. mnsa C1iHi3NOS, 208; maiineno, 208.

Oran 2: S-(mmkionponuiMeTin)-4,5,6,7-rerparuapotueHol| 3,2-c|nupuaiH

AN

LAH (700 wr, 18,4 wmwmonp) pobaBimsuii K pacTBopy — Lukionponi(6,7-

>
auruapotueHo| 3,2-c lrupunus-5(4H)-un)meranona (1 r, 4,8 mmons) B TI'®@ (10 mu) npu 0°C.
Peaxnnonnyo cmech Harpesanu npu 60°C B TedeHue 1 4. PeakliMOHHYIO CMECh OXJIaXAalu 10
KT, racumu Bomoii (30 M) m askcrparupoBanu strianeratoM (30 mur x 3). OpraHudeckue
SKCTPAKTHI OOBEIUHSLITH, TIPOMBIBAJIN COJIEBBIM pacTBOpoM (20 Mt X 2), CYIIMIM Hall CyJb(aToM
HATPUsl U KOHIEHTpHupoBaign. OCTaTOK OYMINAN KOJIOHOYHOM XpoMaTtorpadueil Ha CHuKaresne
(muxnopmeran/metanon = 100:1-20:1) ¢ monydenueM skemaemoro mpoaykra (0,64 r, BbIXOX

69%). KX-MC m/z [M+H]" paccu. nius C11HisNS, 194; naiineno, 194.

Oran 3: 2-6poM-S-(uKnonponuiIMeTii)-4,5,6,7-TerparuapoTueHo| 3,2-¢ |nupunH

AN >

Bpowm (0,13 mu, 2,59 mmonb) noGasnsian k pactBopy coeaunenus 2 (500 wmr, 2,59 MMob)
B [IM®A/Boze (6 Mi/12 mi) npu 0°C. PeakIMOHHYIO CMeCh NepeMeInnBaii B TeueHne 30 MUH.
npu 0°C. Peaknuro racwim Hacbin. OukapboHatom Hatpusi (20 M) W 3KCTParupoBaH
stunaneratoM (30 mi x 3). Tpu opraHHYECKUX SKCTPAKTa OOBEAMHSIIN, MPOMBIBAIN COJIEBBIM
pactBopoMm (10 ma x 2), cymunn Haj Oe3BomHbIM cyib(arom Hatpus. OCTaToOK OUMINAIH
KOJIOHOYHOH Xpomarorpadueii Ha cuiukarene (muxmopmeran/meranon = 100:1-30:1) c
nonyyeHueM xkenaemoro mponykra (0,41 r, Beixom 58%). KX-MC m/z [M+H]" paccu. nns
CiuiH14sBrNS, 272; naiineno, 272.

Oran 4: 5-(5-(umknonponmnmernn)-4,5,6,7-rerparunpotueno|3,2-cnupuaun-2-mn)-3-

MeTOKCHU-2-((4-MeTOKCHOEH3 1T )OKCH ) O H3a b IeT U

OMe
s
A/N | OPMB
CHO

Cwmecp 2-0Opom-5S-(tmknonponuiameTin)-4,5,6,7-terparuaporueHo| 3,2-c jnupununa (271
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MT, 1,0 MMOJIb), 3-MeTokcu-2-(4-meTokcubeH3uiaokcn)-5-(4,4,5,5-rerpamerni-1,3,2-
nuokcadoposan-2-un)denzanpaeruga (398 mr, 1,0 MMOJb), MOJYYEHHOTO B COOTBETCTBUU C
npumepom 16, Na;COs (320 wmr, 3,0 mmonb) u Pd(PPhs)s (58 mr, 0,05 mmounb) B IM®PA (10 M)
u H>O (10 mi) mepememuBanu npu 95°C B Teuenue 2 yacos B arMocdepe Ny, PeakiimoHHyro
cMmech BauBau B Boay (30 mut) u skctparuposanu stinaneratoM (30 mi x 3). OObenuHEHHbIS
OpPraHUYeCKHUEe BEIIECTBA MPOMBIBAIU COJIEBBIM pacTBOpoM (30 mur), cymmiau Han CynbhaTom
HaTpus U KOHILEeHTpupoBaiu. HeouumeHHslli nponaykt oummanu mnpenapatuBHoii TCX c¢
MOJIy4eHHEM sKketaeMoro mpoaykTa (90 mr, Beixon 19%).

Oran 5: 5-(5-(umknonponmnmernn)-4,5,6,7-rerparunpotueso|3,2-cnupuaua-2-mn)-3-
MeToKcU-2-((4-meTokcnbensmn)okcn)oensanpaerun (90 mr, 0,19 mmons) pactBopsimm B XM (2
mun) u nodasisutn TOK (1 mun). Peakunonnyto cMech nepemernBany B Tederne 30 MuH. PactBop
KOHIIEHTPUPOBAJH B YCIOBHUIX BakyyMa. OCTaTOK pacTBOPSUIM B HACHILI. OMKapOOHATE HATPHS
(5 mn) u skcrparupoBanu stunaneratoM (5 mi X 3). OpraHudeckre 3KCTPaKThl OObEAMHSIIM,
Ccymmiau Haj Oe3BOAHBIM CyJib(aToM HATpHUs W KOHLEHTpUpoBaid. HeouwineHHbIH HPOIYKT
ounmaiu npenaparuHoii TCX ¢ monyderuneM skemaemoro mponykra (57 wr, Berxox 85%) B
BUJIe TBEPJOTO BellecTBa keToro useta. 'H SIMP (400 MI'y, xnopogopm-a) & 10,31 (c, 1H),
7,44 (c, 1H), 7,36 (c, 1H), 7,30 (c, 1H), 3,94 (c, 3H), 3,27 (M, 4H), 3,03 (m, 4H), 1,09 (m, 1H),
0,61 (m, 2H), 0,29 (m, 2H); XKX-MC m/z [M+H]" paccu. nius C19H21NOsS, 344; Haiineno, 344.

IIpumep 18. 3-¢pTop-2-ruppokcu-5-(5-metun-4,5,6,7-reTparuapoTieHo| 3,2-c|nupuans-

2-nn)beH3anbaeru

CHO

Oran 1: 2-6pom-5-metun-4,5,6,7-rerparuaporueHo| 3,2-c |nupuauH

/ BI'
Me”

Cwmech BogHOTO pactBopa popmanbreruna (3,93 mu, 39,5 Mmonb, koHUEHTpaLus 37%),
YKCYCHOU KUCJOTHI (2 M), 2-6pom-4,5,6,7-reTparuapotueno|3,2-¢|nupununa ruapoxiopuna (1
r, 3,95 MMOJb), TIONy4eHHOro B COOTBeTCTBUH ¢ mpumepoMm 14, u NaBH3;CN (0,50 r, 79,0

mmodb) B MeOH (12 mn) nepememnBany B Tedernne Houu npu KT. PeakunoHHYI0 cMeCh racuiu
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Bomoit (30 mu) m skcrparmpoBaym sTwiaueratoM (30 mu x 3). OpraHuuecKue >KCTPAKThI
0OBEIUHSIIN, IPOMBIBAIIU COJIEBBIM PAcTBOPOM (20 M X 2), CyIInIM Hax Cyib(aToM HATpuUs U
KOHLEHTpupoBaid. (OCTaTOK OYMINAIM KOJOHOYHOW Xpomarorpaduedl Ha CHIHMKarese
(nerponetinpiii 3¢up/sTHnauerar/muxinopmeradn = 20:1:1-5:1:1) ¢ mnonyueHHeM KeraemMoro
npoxykra (0,32 r, Beixon 35%). XKX-MC wm/z [M+H]" paccu. nns CsHioBrNS, 232; HaiineHo,
232.

Oram 2: 5-6pom-3-pTop-2-(4-MeTOKCHOSH3UIIOKCH )OS H3a b AeTH

CHO

Br F

PMB-CI (1,79 r, 11,5 wmonp) poGaBmamu K cMmecu  S-Opom-3-¢drop-2-
rugpokcudensanpaeruna (1 r, 4,6 mmoss) u kapbonara kamus (1,9 r, 13,8 mmouns) B IM®PA (10
mut). PeakiinonHyro cMech nepemernnBainu B TeueHue 3 4. npu KT. PeakiimoHHy0 cMech racuiu
Bomoit (50 mu) m skcrparmpoBanm sTwianeratoM (50 mnm x 3). OpraHuuecKkue 3KCTPAKTHI
0OBEIUHSIIN, IPOMBIBAIIU COJIEBBIM PacTBOPOM (30 M X 2), CylImim Hajx Cyib(aToM HaTpus U
KOHLEHTpupoBaid. (OCTaTOK OYMINAIM KOJOHOYHOW Xpomarorpaduedl Ha CHIHMKarese
(nerponetinpiii 3¢up/sTunanerar = 100:1-20:1) ¢ nmonydenuem skemaemoro mpoaykra (1,37 r,
BbIxOA 88%).

Otan 3: 3-¢pTop-2-(4-meTokcubensmnokcn)-5-(4,4,5,5-rerpamernn-1,3,2-
nuokcadboposIan-2-wui)OeH3albaeT Ul

CHO
OPMB

PinB F

Cmech 5-6pom-3-rop-2-(4-metokcubensmnokcu)oensanpaeruna (1,37 r, 4,1 mMmoIb),
ouc(rnuuakomaro)nudopona (1,1 r, 4,5 mmouns), anerara kanus (1,2 r, 12,3 mmons) u PdCL(dppf)
(0,3 1, 0,4 mmomnb) B nuokcane (30 mu) Harpesanu npu 110°C B TeueHue 4 4. Peakuo racuin
Bomoit (50 mu) m skcrparmpoBaym sTwianeratoM (50 mu x 3). OpraHudeckue >KCTPAKThI
0OBEUHSIIN, TIPOMBIBAIIN COJIEBBIM pacTBOPOM (20 M X 2), CyIImiIM Hax Cyib(aToM HATpuUs U
KOHLEHTpupoBaid. (OCTaTOK OYMINANM KOJOHOYHOW Xpomarorpaduedl Ha CHIHMKarese
(nerponetinpiii >dup/sTananerar = 10:1-5:1) ¢ monydenuem xemaemoro mnpoxykra (1,14 r,
BbIxXOA 73%).

Oramn 4. Cmech 2-Opom-5-merun-4,5,6,7-terparunporueHo| 3,2-cmupununa (84 mr, 0,36
MMOJIb), 3-¢rop-2-(4-meToxcubeHzmnokcu)-5-(4,4,5,5-rerpamerin-1,3,2-nuokcaboposiaH-2-

wn)oenszanpaeruna (140 mr, 0,36 mmons), NaxCOs (192 mr, 1,81 mmons) u Pd(PPhs)s (21 wmr,
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0,02 mmousp) B JIM®PA (7 mn) u H,O (1 min) nepemermnBanu npu 95°C B TedueHue 2 4acoB B
atmocepe N,. PMB Obit ynanen B xone peakiuu. PeakiinoHHyr0 cMech BiMBaiu B Boay (30
MII) U 3KcTparupoBanu stuianeratroM (30 mi x 3). OObennHEHHbIE OpPraHMYECKHE BEIECTBa
MPOMBIBAJIA COJIEBBIM PAacTBOPOM (30 M), CYIIMIHN Haf Cyib(aTOM HATPUS U KOHLIEHTPHPOBAJIHL.
Heouniennsiit npoaykTt ounmanu npenapatiusHoil TCX ¢ mosnyudeHuem >kegaeMoro npojaykra
(15 wmr, Bbixox 10%) B BuAe TBEpHOro BellecTBa sxeiToro nsera. 'H SAMP (400 MIw,
xnopodopm-n) 6 10,28 (¢, 1H), 7,76 (nn, J=12,0 I'n, 2,0 T'y, 1H), 7,57 (n, J=1,2 I'u, 1H), 7,20 (c,
1H), 3,60 (c, 2H), 3,27 (m, 4H), 2,88 (c, 3H); KX-MC m/z [M+H]" paccu. mns Ci1sHi14FNO,S,
292; HaiigeHo, 292.

IMpumep 19.  5-(5-aumermn-4,5,6,7-rerparugporueno|3,2-c|nupuans-2-mn)-3-grop-2-

TUIPOKCUOCH3AbIACT U

CHO

Cwmecp 1-(2-0pom-6,7-nurunpotueno|3,2-c|nupuann-5(4H)-um)stanona (67 wr, 0,26
MMOJIb), TIOJYYE€HHOTO B COOTBETCTBUH ¢ mpumepoM 15, 3-¢rop-2-(4-MeTOKCHOSH3UIIKOCH)-5-

(4,4,5,5-rerpamerui-1,3,2-quokcadboponan-2-un)oensanpaeruga (100 mr, 0,26  MMoOJb),

MOJIY4€HHOTO B coOoTBeTCTBUU C mpuMepoM 18, NapCOs (137 mr, 1,30 mmons) u Pd(PPhs)s (15
mr, 0,01 mmons) B IM®PA (5 M) u H2O (1 mum) nepemernnBanu ripu 95°C B TedeHne 2 4acoB B
atmocepe N,. PMB Obit ynanen B xone peakiun. PeakiinoHHyrO cMech BiuBaiu B Boay (30
MJT) U 3KcTparupoBanu auxjopmeranoM (30 miu x 3). OObennHEeHHbIE OPraHUYECKUE BEIECTBA
IIPOMBIBAJIA COJIEBBIM PacTBOpPOM (30 M), Cymmi Haz cyib(aToOM HATPUS U KOHLEHTPUPOBAIIH.
Heouniennsiit npoaykTt ounmanu npenapatiusHoil TCX ¢ mosnyudeHuem >kegaeMoro npojaykra
(39 wr, Bexog 47%) B BUAE TBEPAOrO BELIECTBA JKEJTOrO LIBETA. 'H AaMP (AMCO-n6, 400
MI'n) 6 11,12 (ym, 1H), 10,30 (c, 1H), 7,80 (nn, J=12,0 I'y, 2,4 I'u, 1H), 7,60 (¢, 1H), 7,28 (M,
1H), 4,52 (m, 2H), 3,74 (M, 2H), 2,76-2,88 (M, 2H), 2,08-2,11 (M, 3H), )KX-MC m/z [M-H]
paccu. st C16H14FNOsS, 318; natineno, 318.

IMpumep 20. 2-ruppoxcu-5-(S-uzonpomnun-4,5,6,7-rerparunpoTueso|3,2-cnupuans-2-

W1)-3-MeTOKCUOCH3ATbIeT U T
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MeO CHO

Oran 1: 2-6pom-5-uzonpomui-4,5,6,7-rerparunporuenol 3,2-c|nupuans

%
Br
Me_ N Y
\(

Me

Aneron (1,83 r, 31,6 Mmoup) 1 ykcycayto kucnory (1,81 mu, 31,6 MMous) nobaBisim K
pactBopy 2-O6pom-4,5,6,7-terparunpotieno|3,2-c|nupuanaa rugpoxiopuna (2 r, 7,9 Mmoins),
MOJIY4€HHOTO B COOTBETCTBHH € npuMepoM 14, u Tpmstunamuna (2,2 mi, 15,8 mmons) 8 MeOH
(20 mu). Peakunonnyto cMmech nepememnBainy B TeueHne 20 muH. u nobasmsui NaBH;CN (2,49
r, 39,5 mmonp). PeakumoHHYIO cMech 3aTeM IepeMemnBaiud B TedeHne Houn mnpu KT.
Peakunonnyro cmech racmiu Bomoit (30 mi) u skcrparuposanu stwinaneraroM (30 mia x 3).
Oprannyeckne 3KCTPaKThl OOBEAMHSIN, IPOMBIBAIN COJIEBBIM pacTBOPOM (20 Mit X 2), CyIIUIIH
Hax cyab(haToM HaTpHs U KOHLEHTpUpoBaIUd. OCTATOK OUMIIAIN KOJIOHOYHOH XpoMaTorpadueit
Ha cuiukaresie (merposeiHbiii sdup/stunanerar/muxnopmeran = 20:1:1-5:1:1) ¢ monydeHuem
xenaemoro npoxaykra (1,9 r, sexon 93%). XKX-MC m/z [M+H]™ paccu. mns CioHisBrNS, 261;
HailineHo, 261.

Oran 2: Cmeck 2-Opom-5-m3onponun-4,5,6,7-reTparugpoTieHo| 3,2-c|nupuanta

(100 wmr, 0,39 w™mMmomb), 2-THOPOKCU-3-MeTOKCH-5-(4,4,5,5-Terpamerin-1,3,2-
nuokcadoposan-2-un)denszanpaeruga (107 mr, 0,39 MMOb), MOJYYEHHOTO B COOTBETCTBHH C
npumepoM 13, Na;COs (204 mr, 1,96 mmons) u Pd(PPhs)s (22 mr, 0,02 mmons) B JIM®PA (3 mu)
u H,O (2 mn) nepememmanu npu 95°C B TeueHue 2 wacoB B atMocdepe N, PeakmoHHyr0
cMmech BauBau B Boay (30 mut) u skcrparuposanyu stminaneraroM (30 mi x 3). O0benuHEeHHbIS
OpPraHUYeCKHUEe BEIIECTBA MPOMBIBAIU COJIEBBIM pacTBOpoM (30 mur), cymmiau Han CynbhaTom
HaTpus U KOHLEeHTpupoBaiu. HeouuineHHslii nmpoaykT ouumanu npenapatuBHoit BOXX c
NOJIy4eHHEM JKenaeMoro mpoaykra (23 mr, Beixon 18%) B BHIE TBEpAOro BEIIECTBA KEJITOTO
usera. 'H AMP (AMCO-16, 400 MI'n) & 10,29 (c, 1H), 7,41 (c, 1H), 7,32 (¢, 1H), 7,18 (c, 1H),
3,92 (¢, 3H), 3,50 (M, 4H), 2,89 (M, 1H), 2,76 (m, 4H), 1,06 (x, J=6,4 I'y, 6H), XX-MC wm/z
[M+H]" paccu. mnsa Ci1sH21NOsS, 332; Haiineno, 332.
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ITpumep 21. (E)-2-ruapoxcu-5-(2-(6-MeTUIITHPpUINH-3 -1T) BUHIIT ) O€H3aIb 1T HT

OH
CHO

=

7

x_N
Me

B crexnsHHOM 3amedataHHOM KosmadkoMm (Quakone oOsemoMm 30 M 5-Opom-2-
rugpokcudensanpaerun (201 mr, 1,0 mmons), 2-meTn-5-sunmwmnupuand (119 mr, 1,0 Mmoub),
1,3-6uc(mudennndochuno)nponan (dppp) (82,4 mr, 0,2 Mmous), TpumerminamuH (278 mr, 2,0
MMOJIb) pactBopsii B JIM®PA (5,0 mu), 3areM Bo (akoH no0asisiiy auerat namwanus (22,4 wmr,
0,1 MMouib). 3aTeM 3aKpBIBAJIHM FEPMETHYHBIM KOJITAYKOM | npoaospkamu npu 95°C B Teuenue 16
YacoOB HA MeEUIAJIKe C YaIIKOW, COAeprKalledl MEeTaJUIMYeCKHe IPaHyJbl. 3aTeM OXJIKAAIH 10
KOMHATHOH TeMneparypsl, pa3dasisuim Bopoi (20 Mit), IEPEHOCHIIN B Pa3IeIUTENIbHYI0 BOPOHKY
C MOMOIIBI0 JUXJIOPMETaHa U SKCTPAruPOBANIN JIOTIOJHUTENBHBIM ITUXJIOpMeTaHoM (2 x 50 mu).
OObenHEeHHBINH OPraHUYECKHA CJIOW MPOMBIBAIIN COJIEBBIM PACTBOPOM, CYIIHIIN HaJ Cyibdarom
HATPUsT M TIOJHOCTBIO BbIMapuBaid. IloNydeHHBI HEOUWINEHHBIH NPOAYKT OYHINAIH
MOCPEACTBOM KOJIOHOYHOW Xpomatorpaduu Ha cuimkarene (rexkcaH yepes rekcan-EtOAc (0-
100%)) ¢ moxydeHHeM YKa3aHHOTO B 3arojIOBKE COEOMHEHHS B BHIE TBEPIAOrO BEINECTBA
senToro 1seta (45 mr, Beixon 19%). 'H SAMP (500 MI', xnopodopm-n) § 11,04 (c, 1H), 9,95 (c,
1H), 8,59 (n, J = 2,3 I'u, 1H), 7,73 (ar, J =8,5, 2,4 'y, 2H), 7,67 (n, J = 2,2 'y, 1H), 7,16 (1, J =
8,1 T'u, 1H), 7,07 (», J = 16,4 T'y, 1H), 7,02 (n, J = 8,7 I'y, 1H), 6,98 (1, J = 16,3 I'u, 1H), 2,57
(¢, 3H); KX-MC m/z [M+H]" paccu. nns CisHi3NO,, 240; naiineno, 240.

IIpumep 22. (E)-4-dpTop-2-runpokcu-5-(4-MeTokcucTupuia)oeH3anpaerua (CoennHeHne
55)

OMe

VYkazaHHO€ B 3aroJIOBK€  CO€OUHEHHME  mosydanu w3 S-Opom-4-¢rop-2-

rugpokcudensanpaernga (219 mr, 1,0 mmons) u (E)-(4-MeTOKCHCTUPIIT)OOPOHOBOH KHCIIOTHI
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(214 wr, 1,2 MMoNb), Kak ONMHCAHO B mpuMepe |, ¢ MOJyYeHHEM YKa3aHHOTO B 3aroJIOBKe
COeIMHEHHs] B BUJE TBEPAOTO BellecTBa keiToro usera (45 mr, Boixon 16%). 'H AMP (500
MI', xnopodopm-n) & 11,22 (», J = 1,6 I'u, 1H), 9,89 (¢, 1H), 7,78 (n, J = 8,2 I'y, 1H), 7,51 —
7,37 (m, 2H), 7,07 (n, J = 16,5 ', 1H), 7,00 (zn, J = 16,5 I'y, 1H), 6,95 — 6,87 (m, 2H), 6,70 (n, J
=11,9 'y, 1H), 3,84 (¢, 3H); KX-MC m/z [M+H]" paccu. nns CisH13FOs, 273; Halineno, 273.
IMpumep  23.  (E)-2-rugpoxcu-3-mMeTokcH-S-(2-(UpuanuH-2-1i1)BUHI )OS H3aIbACTH T

(coenunenue 56)

OH
MeO CHO
=
Z "N

)

Coenunenne 56 mony4ann B oOImIeM, Kak OIMHCAaHO B cxeMe 3a. B crexiIstHHOM
3ameyaTaHHOM  KojimadykoM  (makone  obdvemom 30 mim 5-OpoMm-2-rHIpoKCcH-3-
metokcubenzanpaerun (231 mr, 1,0 mmons), 2-sunmwmmupuana (105 mr, 1,0 mmons), 1,3-
ouc(mugpenunpocduno)nponan (dppp) (82 wmr, 0,2 mmonp) u EtsN (278 mxin, 2,0 MMoIb)
cycnenauposainu B IM®A (5 mu). 3aTem B peakinonHssiii ¢uiakon nodasisuin PA(OAc), (22 wr,
0,1 MMOIB), 3aKPBIBAIA T€PMETHYHBIM KOJITAYKOM H Ipoaosukanu npu 95°C B Teuenune 16 yacos
Ha MelIajKe C 4YallKod, cojepskalledl MeTamnueckue TIpaHyjbl. 3aTeM OXJaxJadu A0
KOMHATHOW TeMIlepaTypbl, BbIMApUBAJIM JIETyuHle BELIECTBA U MEPEHOCUJIU B Pa3fesIUTENbHYIO
BOPOHKY € MOMOUIBIO JuxJiopMeTaHa. Boaueiii cioi nogkucisiu 10% MUMOHHON KHUCIOTOH A0
pH~ 5 u sKcTparupoBany OOMOJHHUTEIBHBIM AuxyopMeraHoM (2 X 50 mu). OObenuHEeHHBIH
OPraHUYeCKUH CJIOH MPOMBIBAJIM COJIEBBIM PACTBOPOM, CYIIMJIHM Hal CyJabhaToM HATPHS H
BbinapuBainu. llonydeHHbIH HEOUMINEHHBIH MPOAYKT OYHIIAINW MOCPEACTBOM KOJOHOYHOMN
xpoMarorpagun Ha cunukarene (rekcan uepes rekcaH-EtOAc (0-100%)) ¢ mosydeHueM
YKa3aHHOTO B 3arojIOBKE COEIMHEHHs B BHAE TBEPIAOTO BEIECTBA KOPHUUHEBOro mBera (36 Mr,
BbIxOA 13%). 'H AMP (500 MT'1i, xnopodopm-x) & 11,17 (¢, 1H), 9,95 (c, 1H), 8,61 (1, J = 4,8
I'm, 1H), 7,68 (1, J = 7,9 'y, 1H), 7,59 (1, J = 16,0 I'y, 1H), 7,38 (an, J = 14,3, 5,9 I'u, 3H), 7,17
(am, J=17,5, 5,0 Ty, 1H), 7,09 (n, J = 16,0 'y, 1H), 3,99 (¢, 3H); XKX-MC m/z [M+H]" paccu.
s C1sHisNOs, 256; HatimeHo, 256.

IMpumep 24. (E)-2-runpoxcu-5-(2-(mupuanH-2-ui)BUHII)OeH3aIbACTH  (COCOMHEHNE

57)



175

OH
CHO

=

Z N

S I

VYka3zaHHOE B 3aroJIOBKE COCAMHEHHE MOJydadn U3 S-OpoM-2-rHapokcuOeH3albaernaa
(201 mr, 1,0 mmounb) u (2-Bunmmupuanaa (105 mr, 1,0 MMOJIB), Kak OIHCaHO B mpumepe 23, ¢
MOJIYY€HHEM YKa3aHHOTO B 3aroJIOBKE COCJUHEHHUS B BHUIE TBEPIOTO BELIECTBA XKEJITOrO IL[BETA
(37 wmr, Bexoa 16%). 'H AMP (500 MI'y, xnopodopm-a) & 11,07 (c, 1H), 9,94 (c, 1H), 8,71 —
8,53 (m, 1H), 7,88 — 7,75 (M, 2H), 7,73 (n, J = 2,3 I'u, 1H), 7,68 (1o, J = 7,7, 1,9 I'y, 1H), 7,62
(n, J=16,1Twu, 1H), 7,50 — 7,39 (m, 2H), 7,36 (1, J = 7,8 ', 1H), 7,20 — 7,13 (m, 1H), 7,09 (1, J
= 16,0 'y, 1H), 7,03 (o, J = 8,7 I'y, 1H); XKX-MC m/z [M+H]" paccu. ms Ci1sHiiNO,, 226;
HailineHo, 226.

IMpumep  25.  (E)-2-rugpoxcu-3-mMeTokcH-S-(2-(mupuanuH-4-1mia)BUHNT )OS H3aIbACTH T
(coenunenue 58)

OH
MeO CHO

=
=
o |
N
Coenunenne 56 mony4ann B oOImIeM, Kak OIMHCAaHO B cxeMe 3a. B crexiIstHHOM
3ameyaTaHHOM  KojimadykoM  (makone  obdvemom 30 mi 5-Opom-2-rHIpokcH-3-
metokcubenzanpaerun (231 mr, 1,0 mmons), 4-sunwimupuana (105 mr, 1,0 mmons), 1,3-
ouc(nmudpenmndochuno)nponan (dppp) (82 mr, 0,2 mmomnb) u KoCOs; (414 wmr, 3,0 mMmMoIb)
cycnienaupoBamu B JIM®A-H,O (3:1) (10 mi). 3areM B peakUOHHBIH (IakOH H00aBISLIN
Pd(OAc): (22 mr, 0,1 MMOJIB), 3aKpBIBAIM FEPMETHYHBIM KOJIMAYKOM U Tipoaospkany npu 95°C B
TEYeHHE 5 YacoB Ha MeEINajJKe C YaIlKOH, cofepiKamedl MeTajsIMd4ecKue TpaHyJbl. 3arem
OXJIAXKIAJIH 10 KOMHATHOM TEMITEPaTypbl, pa30aBIsiiM BOJOW M TIEPEHOCHIIN B Pa3EIUTENbHYIO
BOPOHKY C TIOMOIIbIO 3TUianerata. Boaueiitl cnoit noakucisum 10% numonHOMN kucnoToit no pH
~5 W O3KCTParupoBaJM AONOJHHUTENbHbIM HSTHianeratoM (2 x 50 mum). OObvenuHeHHBIH

OPraHUYeCKUH CJIOH MPOMBIBAJIM COJIEBBIM PACTBOPOM, CYIIMJIHM Hal CyJabhaToM HATPHS H

BbINapuBanu. Iloay4eHHBIM HEOYMINEHHBIH MNPOAYKT OYHINAIM MOCPEACTBOM KOJOHOYHOMH



176

xpoMarorpagun Ha cunukarene (rekcan uepes rekcaH-EtOAc (0-100%)) ¢ mosydeHueM
YKa3aHHOTO B 3arojIOBKE COEIMHEHHs B BHAE TBEPIAOTO BEIECTBA KOPHUUHEBOro mBera (58 wr,
BbIxO 23%). 'H AMP (500 MT'11, xnopodopm-x) & 11,18 (¢, 1H), 9,97 (c, 1H), 8,59 (n, I = 5,1
I'n, 2H), 7,38 — 7,35 (M, 2H), 7,34 (o, J = 19T, 1H), 7,31 (n, J= 1,9 Ty, 1H), 7,25 (#, J = 16,3
Ty, 1H), 6,93 (n, J = 16,3 'y, 1H), 4,00 (c, 3H); KX-MC m/z [M+H]" paccu. nns CisHisNOs,
256; HaiigeHo, 256.

ITpumep 26. (E)-2-runpoxcu-3-mMeTokcu-5-(2-(6-MeTHIIMUpUINH-3 -
WUT)BUHIIT)OeH3albIer v (coenuHerne 59)

OH
MeO CHO

VYkazaHHO€ B  3aroJIOBKE COCAUHEHHE TMOJy4aln M3  S-OpoM-2-runpokcu-3-
metokcubenzampaeruna (231 mr, 1,0 mmonp) u 2-merun-S-suHmnmupugura (119 wr, 1,0
MMOJIb), KaK OINMCAHO B MpHUMeEpe 25, ¢ MOJy4YeHHEeM YKa3aHHOTO B 3aroJIOBKE COCAMHEHUS B
BUJIE TBEPHOro BemliecTBa sxentoro nsera (100 mr, Bexon 37%). 'H SAMP (500 MIw,
xnopodopm-n) 6 11,12 (¢, 1H), 9,95 (¢, 1H), 8,60 (n, J = 2,4 I'u, 1H), 7,73 (an, J = 8,1, 2,3 I'y,
1H), 7,29 (c, 2H), 7,17 (n, J = 8,1 'y, 1H), 7,06 (n, J = 16,4 'y, 1H), 6,96 (1, J = 16,4 I'y, 1H),
4,00 (¢, 3H), 2,58 (¢, 3H); KX-MC m/z [M+H]" paccu. nns CisHisNOs, 270; Haiineno, 270.

ITpumep 27. Tper-6ytun (E)-4-(3-popmui-4-runpokcu-5-MeTOKCUCTHPHI ) TUTIEPUAH- | -
kapOokcunar (coenunenue 60)

OH
MeO CHO

N
]

Boc
VYkazaHHO€ B  3aroJIOBKE COCAUHEHHE TMOJy4aln M3  S-OpoM-2-runpokcu-3-
Metokcubensanpaeruna (231 mr, 1,0 MMoatb) 1 TpeT-OyTHI 4-BUHMIITUNIEPUANH- | -kapOoKcHaTa
(211 mr, 1,0 MMoOJIb), KaK OMHUCAHO B TpuMepe 23, C MOJyUYEeHHEM YKa3aHHOTO B 3arojIOBKe

COeMHEHHs] B BUJE TBEPAOrO BellecTBa skeiToro usera (58 mr, Bbixon 16%). 'H AMP (500
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MTI'n, xnopodopm-a) 6 11,01 (¢, 1H), 10,11 — 9,77 (m, 1H), 7,16 — 7,05 (m, 2H), 6,34 (an, J =
15,9, 1,3 I'y, 1H), 6,06 (an, J = 16,0, 6,9 I'y, 1H), 3,94 (¢, 3H), 2,77 (g, J = 12,9 I'u, 3H), 2,29
(m, 1H), 1,76 (n, J = 13,0 I'y, 2H), 1,59 (#, J = 8,8 'y, 1H), 1,47 (c, 9H), 1,39 (m, 2H); XKX-MC
m/z [M+H]" paccu. ms C20H27NOs, 362; Halineno, 362.
ITpumep 28. (E)-3-¢rop-2-runpokcu-5-(2-(mupuanH-2 -1 ) BUHIT ) OeH3aIbAeT U
(coenunenue 61)
OH

-

CHO

=

Z "N

.

VYkazaHHO€ B 3aroJIOBK€  COE€OUHEHHME  mojydanu w3 S-Opom-3-¢rop-2-
rugpokcudensanpaeruaa (219 mr, 1,0 mmons) u 2-puamnupuanHa (105 mr, 1,0 Mmodb), kak
OTHCAHO B TpuMepe 25, ¢ Moy4yeHHeM YKa3aHHOTO B 3arOoJIOBKE COEAMHEHUs B BUIE TBEPAOTO
BelecTsa xentoro 1pera (70 mr, Bbixoa 29%). 'H AMP (500 MI'u, xnopodopm-a) § 10,97 (c,
1H), 9,96 (n, J = 1,8 'y, 1H), 8,61 (an, J=4,8, 1,7 'y, 1H), 7,68 (tn, J = 7,7, 1,9 'y, 1H), 7,62 —
7,55 (m, 2H), 7,55 - 7,50 (m, 1H), 7,35 (n, J = 7,8 'y, 1H), 7,23 — 7,14 (m, 1H), 7,06 (n, J = 15,9
I'u, 1H); XKX-MC m/z [M+H]" paccu. ans CisHioFNO», 244; naiineno, 244.

ITpumep 29. (E)-3-¢prop-2-ruapoxcu-5-(2-(6-MeTunnupuanH-3-1i1)BUHII)OeH3aIbIeT 1]
(coenunenue 62)

OH

-

CHO

VYkazaHHO€ B 3aroJIOBK€  COE€OUHEHHME  mojydanu w3 S-Opom-3-¢rop-2-
rugpokcudensanpaerunga (219 mr, 1,0 mmones) u 2-metwn-S-sunHwimupuanaa (119 mr, 1,0
MMOJIb), KaK OINMCAHO B MpHUMEpe 25, C MOJYYeHHEeM YKa3aHHOTO B 3aroJIOBKE COCAMHEHUS B
BUJIE TBEPIOTO BelecTBa *kentoro usera (38 wmr, Beixon 15%) u ero umrpartHoi conu (58 mr).
"H AIMP (500 MI'y, xnopodopm-n) § 9,97 (n, J = 1,8 'y, 1H), 8,85 — 8,49 (M, 1H), 7,78 (nn, J =
8,1,2,2T, 2H), 7,56 (nn, J = 11,5, 2,1 T'y, 1H), 7,49 (¢, 1H), 7,22 (n, J = 8,0 I'y, 1H), 7,05 (&, J
= 16,4 Tu, 1H), 6,97 (n, J = 16,4 Ty, 1H), 2,61 (¢, 3H); KX-MC m/z [M+H]" paccu. mus
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C15H12FNO,, 258; natimeno, 258.
ITpumep 30. (E)-3-¢rop-2-runpokcu-5-(2-(mupuanH-4-un) BUHIT ) OeH3aIbAeT U
(coenunenue 63)

OH

-

CHO
=
]
SN
VYkazaHHO€ B 3aroJIOBK€  COCOMHEHHWE  moJay4danu U3 S-Opom-3-¢rop-2-
rugpokcudensanpaeruaa (219 mr, 1,0 mmons) u 4-puamnnupuanHa (105 mr, 1,0 Mmmodb), kak
OTHCAHO B IpuMepe 25, ¢ MoydyeHHeM YKa3aHHOTO B 3aroJIOBKE COCAMHEHHUS B BHIE TBEPAOTO
BeleCTBa Po30Boro ngera (22 mr, Boxox 9%). XKX-MC m/z [M+H]" paccu. ans CisHioFNO»,
244; naiineno, 244.
IMpumep 31. Tper-Oyrun (E)-4-(3-¢rop-5-bopmMun-4-rugpoKCUCTHPHI ) TUTIEPUANH- | -

kapOokcunar (coenuHeHue 64)

OH

-

CHO

N
I

Boc

VYkazaHHO€ B 3aroJIOBK€  COE€OUHEHHME  mojydanu w3 S-Opom-3-¢rop-2-
rugpokcubensanpaernga (219 wmr, 1,0 mmons) wu  Tper-OyTun  4-BHHMINMIIEPUIANH-1-
kapOokcunara (211 mr, 1,0 MMOIB), KaKk OMHUCAHO B IpuMepe 25, ¢ MOJy4eHHEM YKa3aHHOTO B
3arojioBKe COeIMHEHHUs B BHJE TBEPAOTO BEIIECTBa enToro upera (48 mr, sbixoa 14%). 'H
SAMP (500 MI', xmopodopm-a) & 10,88 (x, J = 13,6 I'n, 1H), 9,92 (mn, J = 12,6, 1,9 ', 1H),
7,42 — 7,31 (m, 1H), 7,29 (1, J = 1,4 I', 1H), 6,30 (n, J = 15,9 I'y, 1H), 6,07 (an, J = 15,9, 6,8
I'n, 1H), 4,39 — 4,01 (M, 2H), 2,78 (1, J = 12,6 'y, 2H), 2,29 (x1, J = 7,3, 3,5 'y, 1H), 1,75 (mn, J
= 13,4, 3,7 I'u, 2H), 1,47 (o, J = 4,4 'y, 10H), 1,38 (xn, J = 12,5, 4,2 I'y, 2H); XKX-MC w/z
[M+H]" paccu. mst C1oH24FNO4, 350; Haiineno, 350.

IMpumep 32. (E)-2-ruppoxcu-3-MeTokcu-5-(2-(HadpTamnH-2-11)BUHII )OS H3aIbACTH T

(coenunenue 65)
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OH

MeO l CHO

=

VYkazaHHO€ B  3aroJIOBKE COCAUHEHHE TMOJy4aln M3  S-OpoM-2-runpokcu-3-
meTokcubenzanpaeruna (231 mr, 1,0 mmonb) u 2-eunmwiHadranuHa (154 mr, 1,0 MMonb), Kak
OTHCAHO B TpuMepe 25, ¢ MoJydyeHHeM YKa3aHHOTO B 3arojIOBKE COCAMHEHUS B BHIE TBEPIOTO
BelllecTBa KenToro 1pera (54 mr, Bbixoa 18%). 'H AMP (500 MI'u, xnopodopm-a) § 11,12 (c,
1H), 9,97 (¢, 1H), 7,90 — 7,79 (m, 4H), 7,73 (nn, J = 8,6, 1,8 'y, 1H), 7,54 — 7,42 (m, 2H), 7,39 —
7,31 (m, 2H), 7,19 (c, 2H), 4,02 (c, 3H); KX-MC m/z [M+H]" paccu. mis CHi603, 305;
HailineHo, 305.

ITpumep 33. (E)-2-runpokcu-3-merokcu-5-(3-okco-3-penmnmnpon-1-ex-1-
wi)0eH3aapaerua (coenuHeHue 66)

OH

MeO ! CHO

=

s

VYkazaHHO€ B  3aroJIOBKE COCAUHEHHE TMOJy4aln M3  S-OpoM-2-runpokcu-3-
metokcubenszanpaeruna (231 mr, 1,0 mmonp) u 1-gpernnmnpon-2-eH-1-oxa (132 mr, 1,0 Mmodb),
KaK ONHMCAHO B MpHUMepe 25, ¢ MONyYeHHEM YKa3aHHOIO B 3arojIOBKE COEIUHEHHsS B BHIE
TBEPJOro BELIECTBA XKENTOro 1BeTa (68 mr, Bbixon 24%). 'H AMP (499 MI'u, xnopodopm-a) &
11,35 (c, 1H), 9,98 (c, 1H), 8,15 — 7,95 (m, 2H), 7,77 (», J = 15,6 I'y, 1H), 7,64 — 7,58 (m, 1H),
7,56 — 7,46 (m, 3H), 7,44 (n, J = 15,5 T'n, 1H), 7,37 (», J = 1,8 I'y, 1H), 4,01 (c, 3H); XKX-MC
m/z [M+H]" paccu. ms C17H140s, 283; Haiineno, 283.

ITpumep 34. (E)-2-rugpoxcu-5-(4-rugpoKcu-3-MeTOKCHCTUPHIT)-3 -METOKCHOCH3aIIbIeT H ]

(coenunenue 67)
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OH

MeO l CHO

=

S

OH

OMe

VYkazaHHO€ B  3aroJIOBKE COCAUHEHHE TMOJy4aln M3  S-OpoM-2-runpokcu-3-
metokcubenszanpaeruna (231 mr, 1,0 mmone) u 2-merokcu-4-suauidenona (150 mr, 1,0 Mmonb),
KaK ONHMCAHO B MpHUMepe 25, ¢ TMONyYeHHEeM YKa3aHHOTO B 3arojIOBKE COEIUHEHHsS B BHIE
TBEPJOro BELIECTBA XKENToro 1peta (62 mr, Bbixox 21%). 'H AMP (499 MT'u, xnopodopm-a) &
11,06 (c, 1H), 9,94 (¢, 1H), 7,27 (M, 2H), 7,05 — 7,00 (M, 2H), 6,95 (n, J = 16,3 I'ny, 1H), 6,93 (c,
1H), 6,90 (n, J = 16,2 T'n, 1H), 5,67 (c, 1H), 3,99 (¢, 3H), 3,96 (¢, 3H); KX-MC m/z [M+H]"
paccu. mst C17H160s, 301; naiineno, 301.

ITpumep 35. (E)-2-runpokcu-3-merokcu-5-(3-mopdommno-3-okconpon-1-en-1-
wi)0eH3anapaerua (coenuHenue 68)

OH
MeO CHO

=
N

o

g

VYkazaHHO€ B  3aroJIOBKE COCAUHEHHE TMOJy4aln M3  S-OpoM-2-runpokcu-3-
metokcubenzanpaeruna (231 mr, 1,0 mmons) u 1-mopdomuHonpon-2-en-1-ona (142 wmr, 1,0
MMOJIb), KaK OINMCAHO B MpHUMEpe 25, C MOJYYeHHEeM YKa3aHHOTO B 3aroJIOBKE COCAMHEHUS B
BUJIE TBEPAOrO BellecTBAa KOpU4HeBOro Isera (165 wmr, Bexonm 21%). 'H aMP (499 MI,
xnopodopm-n) 6 11,22 (¢, 1H), 9,95 (¢, 1H), 7,66 (n, J = 15,3 I', 1H), 7,36 (n, J = 1,8 I'u, 1H),
7,23 (n, J = 2,0 I'y, 1H), 6,75 (n, J = 15,4 'y, 1H), 3,97 (¢, 3H), 3,74 (an, J = 4,0, 2,1 I'n, 8H);
XKX-MC wm/z [M+H]" paccu. naa CisHi7NOs, 292; naiineno, 292.

ITpumep 36. (E)-5-(2-([1,1'-6udennn|-4-wun)BUHNT)-2-THAPOKCH-3-

MeToKcuOeH3ampaerun (coenuHenne 69)
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VYkazaHHO€ B  3aroJIOBKE COCAUHEHHE TMOJy4aln M3  S-OpoM-2-runpokcu-3-
meTokcubenzanpaeruna (231 mr, 1,0 mmonb) u 4-sunmi-1,1'-6udenuna (180 mr, 1,0 MMoJIB),
KaK ONHMCAHO B MpHUMepe 25, ¢ MONyYeHHEM YKa3aHHOIO B 3arojIOBKE COEIUHEHHsS B BHIE
TBEPIOTO BELIECTBA JKeNTOro 1peTa (62 mr, Bbixox 19%). 'H SAMP (499 MI'n, xnopodopm-x) &
11,11 (¢, 1H), 9,97 (¢, 1H), 7,63 (an, J = 8,0, 2,3 I'u, 4H), 7,58 (a, J = 8,3 'y, 2H), 7,46 (1, J =
7,6 T'u, 2H), 7,39 — 7,33 (m, 1H), 7,32 (x, J =2,0 'y, 2H), 7,11 (g, J = 16,4 ', 1H), 7,05 (1, J =
16,2 T, 1H), 4,01 (c, 3H); KX-MC m/z [M+H]" paccu. mnsa C22His0s, 331; Haiineno, 331.

IMpumep 37. (E)-5-(2-([1,1'-Oudennn]-4-un)sunmn)-3-grop-2-rugpokcudeH3anbIeru

(coenunenue 70)
OH
F ! CHO
=

g
g

VYkazaHHO€ B 3aroJIOBK€  COE€OUHEHHME  mojydanu w3 S-Opom-3-¢rop-2-
rugpokcudensanpaeruga (219 mr, 1,0 mmons) u 4-suami-1,1'-6udennna (180 mr, 1,0 Mmoub),
KaK ONHMCAHO B INpHUMepe 25, ¢ MOJNyYeHHEM YKa3aHHOIO B 3arojIOBKE COENUHEHHsS B BHIE
TBEPJOro BeleCTBa rpsi3Ho-6enoro npera (18 mr, Bexoa 6%). 'H SAMP (499 MI'u, xnopodopm-
m) 6 10,95 (c, 1H), 9,97 (n, J = 1,8 I'u, 1H), 7,63 (1, J = 8,1 I'y, 4H), 7,60 — 7,55 (m, 3H), 7,50 —
7,48 (M, 1H), 7,46 (1, J = 7,7 'y, 2H), 7,36 (1, J = 7,4 T'y, 1H), 7,06 (c, 2H); XKX-MC m/z
[M+H]" paccu. msa C21HisFO», 319; maiineno, 319.

IMpumep  38.  5-(2-(2,3-gurunpobenso[b][1,4]nuokcun-6-1n)BUHII)-2-THIPOKCH-3-

MeTokcubeH3anpaerun (coenunenne 71)
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OH
MeO CHO

=

<}

o

Oran 1: Cunre3 6-BuHMI-2,3-quruapodenso[b][ 1,4]nmuokcuna

7

o)
N

IMpomexxyrouHoe  coeawHeHne  O-BUHWI-2,3-auruapoden3o[b][1,4]ouokcun  ObUIO
NOJIy4eHO B o0meM, Kak ommucaHo B cxeme 4. B kpyrmomonHyro konby obObemom 250 mu,
CHAaOKEHHYIO KamneJbHOM BOPOHKOH, B arMocdepe aproHa no0aBIISIH
meruntpudpenmnpochonnst  Opomun (7,14 1, 20 MMOIB), CYCNEHIUPOBAHHBIA B
terparuapodypane (40 mi), npu 0°C Ha nexsiHOM OaHe. 3aTeM K peaKIIMOHHOW cMecHu T0OaBIIsITN
pactBop n-BuLi (2,0 M pacteop B TT @), UCMOJB3Ys MIMPHULL, ¥ TIPOACJIKATIN NEPEMEIINBAHNE B
TEUCHUE  JTOTOJHUTEBbHBIX 15 MUH. 3areMm mo  KamjusM  golaBism 23-
nurunpodens3o[b][1,4]anokcun-6-kapbanbaerun (1,64 v, 10 mmosp) B 10 mi TT'®, ucrnons3ys
KarneJbHYI0 BOPOHKY. Peakiuio mpomoinkaiy B TeUeHHE 8 4acoB, 3aTeM K PEaKLMOHHON CMecH
nobGasysinn HaceimeHHbId BogH. NH4Cl mpu 0°C u skcrparupoBamn B EtOAc (2 x 75 ).
OObenuHEeHHBIN OPraHUYECKHIA CJIOW MPOMBIBAITN COJIEBBIM PACTBOPOM, CYIIHIIU HAaJA Cyiib(arom
HaTpusi W BhimapuBaid. [lonydeHHBII HEOUYHMINEHHBIH MPOAYKT OYHIIAIN IOCPEACTBOM
KOJIOHOYHOH xpomarorpaduu Ha cuaukareie (rexcan uepe3 rekcan-EtOAc (0-100%)) ¢
MOJIyYEHUEM YKa3aHHOTO B 3arojioBKe coeAnHeHus B Buae OecrserHoro macna (1,32 r, Bexon
81%). XKX-MC m/z [M+H]" paccu. nina CioHi002, 163; Haiineno, 163.

Oran 2: VYKa3aHHOE B 3arojIOBKE COEIUHEHHE IMONydadd U3 S-OpoM-2-THIpOKCH-3-
meTokcubenzanpaernga (231 wmr, 1,0 MMOmb) ¥ MOJYYEHHOTO BbIE O-BUHMI-2,3-
muruapodenszo[b][1,4]anokcuna (162 wmr, 1,0 MMonb), Kak oOmMCaHO B mpuMmepe 25, ¢
MOJIYY€HHEM YKa3aHHOTO B 3aroJIOBKE COCIMHEHHUS B BHAE TBEPIAOrO BEIIECTBA JKEITOTO IIBETA
(71 mr, Bexon 23%). 'H AMP (499 MI'y, xnopodopm-a) & 11,07 (c, 1H), 9,94 (c, 1H), 7,26 —
7,22 (m, 2H), 7,03 (n, J = 2,1 'y, 1H), 6,99 (an, J = 8,3, 2,1 I'y, 1H), 6,89 (¢, 2H), 6,86 (0, J =
8,3 'y, 1H), 4,28 (c, 4H), 3,98 (¢, 3H), KXX-MC wm/z [M+H]" paccu. mus CisHi60s, 313;
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HaiineHo, 313.

IMpumep 39. (E)-5-(2-(2,3-nurunpobenso[b][ 1,4 ] anokcun-6-1i1)BUHII)-3-pTOP-2-

runpokcudeH3anbaerus (coequHeHune 72)
OH

o

VYkazaHHO€ B 3aroJIOBK€  CO€OUHEHHME  mojydanu w3 S-Opom-3-¢rop-2-
runpokcudenszanpaerunga (219 mr, 1,0 mmonp) u 6-uHMI-2,3-murunpodenso[b][1,4]auokcuna
(162 mr, 1,0 MMoOJIb), KaK OMHUCAHO B TpuMepe 25, C MOJYYEHHEM YKa3aHHOTO B 3aroJIOBKe
COeIMHEHHs] B BUJE TBEPAOrO BellecTBa skeiToro usera (62 mr, Bbixon 21%). 'H AMP (499
MI'u, xnopodopm-a) & 10,91 (¢, 1H), 9,95 (n, J = 1,9 I', 1H), 7,51 (an, J = 11,8, 2,1 I'y, 1H),
7,42 (1, J=1,4Tu, 1H), 7,02 (g, J =2,2 'y, 1H), 6,98 (an, J = 8,3, 2,1 I'u, 1H), 6,90 (7, J = 16,3
Iy, 1H), 6,86 (n, ] = 6,5 T'u, 1H), 6,84 (n, J = 14,3 T'y, 1H), 4,28 (c, 4H); ’KX-MC m/z [M+H]"
paccu. mist C17H13FO4, 301; maitneno, 301.

ITpumep 40. (E)-2-runpokcu-3-metokcu-5-(4-MmophoInHOCTHPHIT)OEH3ATbACTH
(coenunenue 73)

OH

MeO l CHO

=z

)
(0]
Oran 1: Cunres 4-(4-sunnindennia)mopdonnna

=

o
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YkazaHHOe B 3arojioBKe CoenuHeHue nosydanu u3 4-mopdomaunodbensanbaeruna (1,912

r, 10 mmonp) u wmeruntpupenmwipochonnss Opommma (7,14 r, 20 MMONB), HCHOIB3YS

AHAJIOTUYHYIO MPOLEAYPY, YIIOMUHAeMyr B 3Tane 1 mpumepa 38, ¢ MOJgy4eHHUEM NPOAYKTA B
BHUJIE TBEPAOro BemecTsa Oenoro usera (1,32 r, Boixon 70%). XKX-MC m/z [M+H]™ paccu. nns
C12His5NO, 190; naiineno, 190.

Oran 2: VYKa3aHHOE B 3aroJIOBKE COEIWHEHHE NOJydadn U3 S-OpoM-2-THIpOKCH-3-
metokcubenzanpaeruna (231 mr, 1,0 mmone) u 4-(4-euaundenun)mopdonuna (189 wmr, 1,0
MMOJIb), KaK OINMCAHO B MpHUMEpe 25, C MOJYYeHHEeM YKa3aHHOTO B 3aroJIOBKE COCAMHEHUS B
BUJIE TBEPJIOTO BELIECTBA KeNToro 1eeTa (92 mr, Beixon 27%). 'H AMP (500 MI'1, xnopodopm-
m) & 11,05 (¢, 1H), 9,94 (c, 1H), 7,49 — 7,40 (m, 2H), 7,28 — 7,21 (M, 2H), 6,96 (n, J = 16,3 I'y,
1H), 6,93 — 6,86 (M, 3H), 3,98 (c, 3H), 3,92 — 3,73 (M, 4H), 3,32 — 3,06 (m, 4H); )KX-MC m/z
[M+H]" paccu. mnsa C20H21NO4, 340; naiineno, 340.

ITpumep 41. (Z2)-2-ruppokcu-3-MeTokcu-5-(4-MopHoNTMHOCTHPHIT)OEH3ATbACTH
(coenunenue 74)

OH

O/\ MeO O CHO

LN
U

Cwmecp 5-Opom-2-ruapoxcu-3-metokcubenzanpaeruna (693 wr, 3,0 mMmounb), 4-(4-
Bunuipenmwn)mophonura (567 mr, 3,0 mmois), 1,3-6uc(mudenundocduno)nponana (dppp)
(247 wr, 0,6 mmons), mopomka KoCOs (1,24 1, 9,0 mmosb) u anerata namianus (67 mr, 0,3
mmodb) B JIM®A-soze (3:1) (12 mu) HarpeBanu B TedeHue Houn npH 85°C. Cmech oxnaxnanu
70 KOMHATHOH TeMIepaTypsl, pa3zdasisian Bonoi (50 mur) u skcTparupoBaiu stuianerarom (50
M X 3). Opraandeckne SKCTPaKThl OObEAMHSIIN, POMBIBAIN COJIEBBIM pacTBopoM (50 M x 2),
CylIMJH Hax Oe3BOOHBIM Cyib(aToM HATpUs H KOHLEHTpHpoBamu. OCTaTOK OYMINAIH
KOJIOHOYHOH XpomaTorpadueii Ha cuukarene (nerposelnsiii s¢up/stunanerar = 100:1-10:1) ¢
MIOJIYY€HHEM YKa3aHHOTO B 3aroJIOBKE MPOAYKTA B BUAE TBEPAOTO BEIIECTBA XKeNTOro usera (27
mr, Bbixof 3%). 'H SIMP (CDCls, 400 MI'n) &: 11,16 (c, 1H), 9,87 (c, 1H), 7,29 (c, 2H), 7,12-
7,15 (m, 2H), 6,95 (M, 2H), 5,40 (c, 1H), 5,31 (c, 1H), 3,90 (m, 7TH), 3,23 (M, 4H); XKX-MC wm/z
[M+H]" paccu. mnsa C20H21NO4, 340; naiineno, 340.

ITpumep 42. (E)-3-drop-2-rugpokcu-5-(4-mophonHOCTHPHIT )OS H3ATbACTH

(coenunenue 75)



185

VYkazaHHO€ B 3aroJIOBK€  COCOMHEHHWE  moJydaiu w3 S-Opom-3-¢rop-2-
rugpokcudensanpaeruga (219 mr, 1,0 mmons) u 4-(4-Bunungenmwn)mopdonuna (189 mr, 1,0
MMOJIb), KaK OINMCAHO B MpHUMEpe 25, C MOJYYeHHEeM YKa3aHHOTO B 3aroJIOBKE COCAMHEHUS B
BUJIE TBEPJIOTO BELIECTBA KENTOro 1BeTa (63 Mr, Bbixoa 19%). 'H AMP (500 MI'1, xnopodopm-
n) 6 10,89 (c, 1H), 9,95 (», J = 1,9 I', 1H), 7,52 (mn, J = 11,9, 2,1 T'y, 1H), 7,45 — 7,39 (m, 3H),
6,95 (1, J = 16,3 'y, 1H), 6,91 (n, J = 8,4 ', 2H), 6,86 (1, J = 16,2 I'u, 1H), 3,96 — 3,74 (m, 4H),
3,21 (an, J = 5,7, 3,9 'y, 4H); dKX-MC m/z [M+H]" paccu. nns Ci1oHisFNOs, 328; Halineno, 328.

ITpumep 43. (2)-3-dprop-2-ruapokcu-5-(4-mopHoTMHOCTHPHIT)OEH3ATbACTH
(coenunenue 76)

OH

OO FCHO

g
=

Cwmecy 5-Opom-3-¢rop-2-ruppokcubenzanpaeruna (1,73 1, 7,95 wmmonb), 4-(4-

Bunuipenmwn)moppomuaa (500 mr, 2,65 mmons), 1,3-6uc(audennndocduno)nponana (dppp)
(218 wmr, 0,53 mmous), mopomka KoCOs (1,1 1, 7,95 mmonb) u anerata mautanust (59 mr, 0,27
mmoab) B JIM®PA-Boae (10 mur:3 M) HarpeBanu B TedeHne Houu npu 90°C. Cmech oxiaxkaain
no KT, pasbasnsim Bomod (100 mi) w skcrparmpoBanu stunaneratom (100 mnm x 3).
Oprannyeckne 3KCTPaKThl OOBEIUHSIIH, TPOMBIBAIH COJIEBBIM pacTBOPOM (50 mMut X 2), Cymuin
Hayx Oe3BOAHBIM CyJib(paToM HATpHs M KOHLEHTpupoBaiu. OCTATOK OUYMINATIM KOJOHOYHOM
xpomarorpadueli Ha cuiukarene (merpoiedHbiii  3dup/stunmamerar = 100:1-30:1) wm
npenapatusHoit BOXKX ¢ mosyueHueM yka3aHHOIO B 3arojioBK€ IPOAYKTa B BHJE TBEPAOIO
BelecTsa xkenroro usera (15 mr, Berxoa 2%). 'H AIMP (CDCls, 400 MI'w) &: 10,97 (¢, 1H), 9,88
(c, 1H), 7,29-7,37 (M, 2H), 7,24 (M, 2H), 6,93 (M, 2H), 5,41 (c, 1H), 5,34 (c, 1H), 3,90 (m, 4H),
3,23 (m, 4H); KX-MC m/z [M+H]" paccu. nisa CioHisFNOs, 328; Haiineno, 328.

ITpumep 44. (E)-2-runpokcu-3-merokcu-5-(3-MophoInHOCTHPHIT)OEH3ATbACTH
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(coenunenue 77)

Oran 1: Cunres 4-(3-Bunnidennia)mopdonnna

@

Yka3zaHHOE B 3aroJIOBKE COEAMHEHHE Nojydanu u3 3-mopdonmHoOeHsanbaeruaa (1,912

r, 10 mmonp) u wmeruntpupenmwipochonnss Opommma (7,14 r, 20 MMONB), HCHOIB3YS

AHAJIOTUYHYIO MPOLEAYPY, YIIOMUHAeMyr B 3Tane 1 mpumepa 38, ¢ MOJgy4eHHUEM NPOAYKTA B
Bune GecuserHoro macna (1,26 r, Bexom 67%). KX-MC wm/z [M+H]" paccu. ans Ci2HisNO,
190; naitneno, 190.

Oran 2: VYKa3aHHOE B 3aroJIOBKE COEIWHEHHE NOJydadn U3 S-OpoM-2-THIpOKCH-3-
metokcubenzanpaeruna (231 mr, 1,0 mmons) u 4-(3-uaundenun)mopdonuna (189 wmr, 1,0
MMOJIb), KaK OINMCAHO B MpHUMEpe 25, C MOJYYeHHEeM YKa3aHHOTO B 3aroJIOBKE COCAMHEHUS B
BUJIE TBEPJIOTO BELIECTBA KeNToro 1eeTa (98 mr, Bexon 29%). 'H AMP (500 MI'1, xnopodopm-
m) 6 11,09 (¢, 1H), 9,95 (¢, 1H), 7,32 — 7,23 (m, 3H), 7,09 — 7,02 (M, 3H), 6,98 (n, J = 16,3 I'y,
1H), 6,86 (n, J = 7,8 ', 1H), 3,99 (¢, 3H), 3,89 (1, J = 4,7 I'y, 4H), 3,28 — 3,08 (M, 4H); XKX-
MC m/z [M+H]" paccu. nas C20H21NOs, 340; Hatineno, 340.

ITpumep 45. (E)-3-drop-2-rugpokcu-5-(3-MophoInHOCTHPHIT)OEH3ATbACTH

(coenunenue 78)
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VYkazaHHO€ B 3aroJIOBK€  COCOMHEHHWE  moJay4danu U3 S-Opom-3-¢rop-2-
rugpokcudensanpaernga (219 mr, 1,0 mmons) u 4-(3-Bunungenmwn)mopdonuna (189 mr, 1,0
MMOJIb), KaK OINMCAHO B MpHUMEpe 25, C MOJYYeHHEeM YKa3aHHOTO B 3aroJIOBKE COCAMHEHUS B
BUJIE TBEPJIOTO BELIECTBA KeNToro 1eeTa (56 mr, Bbixoa 17%). 'H AMP (500 MI'1, xnopodopm-
m) 6 10,94 (c, 1H), 9,96 (n, J = 1,9 I'y, 1H), 7,55 (mn, J = 11,7, 2,1 T'n, 1H), 7,46 (1, J = 1,5 T,
1H), 7,29 (1, J = 7,9 I'y, 1H), 7,05 (T, J = 8,4 I'y, 2H), 6,99 (c, 2H), 6,88 (1, J = 8,2 'y, 1H), 4,08
- 3,76 (m, 4H), 3,30 — 3,05 (m, 4H); XKXX-MC wm/z [M+H]" paccu. mns CioH1sFNOs, 328,
HailineHo, 328.

ITpumep 46. (E)-2-ruppokcu-3-merokcu-5-(3-(mupponauaus- 1 -um)cTiupun)oeH3anbaerus

(coenunenue 79)

Oran 1: Cunres 1-(3-BuHMIPEHUIT)MTUPPOTUITHA

<!
O

Yka3zaHHOE B 3aroJIOBKE COEIMHEHHE MONy4ain U3 3-(mupponuans- 1 -uin)deH3anbpaernia
(1,75 r, 10 mmonp) u meruntpupenmndochonus opomuna (7,14 r, 20 MMOINB), UCHONB3YS
AHAJIOTUYHYIO MPOLEAYPY, YIIOMUHAeMy B 3Tane 1 mpumepa 38, ¢ mojdydeHUEM NPOOYKTa B
Buge GecuserHoro machia (1,25 r, Berxon 72%). XKX-MC m/z [M+H]" paccu. nns CioHisN, 174;
HaiineHo, 174.

Oran 2: VYKa3aHHOE B 3aroJIOBKE COEIWHEHHE NOJydadn U3 S-OpoM-2-THIpOKCH-3-
metokcubenszanpaeruna (231 mr, 1,0 mmone) u 1-(3-unnndennn)nupponunusa (173 mr, 1,0
MMOJIb), KaK OINMCAHO B MpHUMEpe 25, C MOJYYeHHEeM YKa3aHHOTO B 3aroJIOBKE COCAMHEHUS B
BUJIE TBEPJIOTO BELIECTBA KeNTOro 1eeTa (62 mr, Bbixon 29%). 'H AMP (500 MI'1, xnopodopm-
m) 6 11,08 (c, 1H), 9,94 (c, 1H), 7,33 — 7,27 (m, 2H), 7,23 (1, J = 7,8 T'y, 1H), 7,04 (n, J = 16,3
I'n, 1H), 6,99 (1, J = 16,0 I'u, 1H), 6,84 (n, J = 7,6 I'y, 1H), 6,67 (1, J = 1,9 I'u, 1H), 6,52 (nx, J

=8,2,2,3 I'y, 1H), 4,00 (c, 3H), 3,41 — 3,20 (m, 4H), 2,09 — 1,90 (M, 4H); XKX-MC m/z [M+H]"
paccu. st C20H21NOs, 324; naitneno, 324.
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IMpumep 47. (E)-3-drop-2-ruapokcu-5-(3-(mupponauaus- 1 -um)ctuprn)OoeH3anbaerus
(coenunenue 80)

OH
F CHO

O

VYkazaHHO€ B 3aroJIOBK€  COE€OUHEHHME  mojydanu w3 S-Opom-3-¢rop-2-
rugpokcudensanpaeruga (219 mr, 1,0 mmons) u 1-(3-eunundenmm)nupponuauna (173 wmr, 1,0
MMOJIb), KaK OINMCAHO B MpHUMeEpe 25, ¢ MOJy4YeHHEM YKa3aHHOTO B 3aroJIOBKE COCAMHEHUS B
BUJIE TBEPJIOTO BELIECTBA KeNToro 1eeTa (48 mr, Beixon 15%). 'H AMP (500 MI'1, xnopodopm-
m) 6 10,92 (c, 1H), 9,95 (m, J = 1,9 'y, 1H), 7,55 (an, J = 11,9, 2,1 I'u, 1H), 7,48 — 7,42 (m, 1H),
7,23 (1, J=7,8T'y, 1H), 6,99 (¢, 2H), 6,83 (1, J =7,5 'y, 1H), 6,65 (1, J = 2,0 'y, 1H), 6,53 (1,
J=8,2,2,4Tu, 1H), 3,53 — 3,12 (m, 4H), 2,18 — 1,85 (m, 4H); KX-MC m/z [M+H]" paccu. mus
C19H1sFNO2, 312; natigeno, 312.

ITpumep 48. (E)-2-ruppokcu-3-merokcu-5-(4-(mupponauaus- 1 -um)cTiuprn)OoeH3anbaerus
(coenunenmue 81)

OH

MeO O CHO
g
o

Oran 1: Cunres 1-(4-BuHniadeHnT)muppoIuInHa

4

N

U

Vka3aHHOE B 3arojIOBKe COeIUHEHHUe Mojydanu u3 4-(nupponuaus-1-um)dbeHsanbaernia

(1,75 r, 10 mmonp) u meruntpupenmndochonus opomuna (7,14 r, 20 MMOINB), UCHONB3YS
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AQHAJIOTUYHYIO MPOLEAYpPY, ONUCAHHYIO B dTane | npumepa 38, ¢ mony4eHUeM NPOAYKTA B BUAE
6ecusernoro macna (1,38 r, Beixon 80%). XKX-MC m/z [M+H]" paccu. nns CioHisN, 174;
HaiineHo, 174.

Oran 2: VYKa3aHHOE B 3aroJIOBKE COEIWHEHHE NOJydadn U3 S-OpoM-2-THIpOKCH-3-
metokcubenszanpaeruna (231 mr, 1,0 mmone) u 1-(4-eunundennn)nupponunusa (173 mr, 1,0
MMOJIb), KaK OINMCAHO B MpHUMEpe 25, C MOJYYeHHEeM YKa3aHHOTO B 3aroJIOBKE COCAMHEHUS B
BUJIE TBEPJIOTO BELIECTBA KENTOro 1BeTa (42 mr, Bbixoa 13%). 'H AMP (500 MI'1, xnopodopm-
m) 6 11,02 (¢, 1H), 9,93 (¢, 1H), 7,46 — 7,30 (m, 2H), 7,27 (o, J = 2,1 T'y, 1H), 7,23 (o, J =2,0 'y,
1H), 6,95 (n, J = 16,2 'y, 1H), 6,83 (1, J = 16,2 'y, 1H), 6,64 — 6,48 (m, 2H), 3,98 (c, 3H), 3,38
— 3,23 (m, 4H), 2,12 — 1,88 (m, 4H); dKX-MC wm/z [M+H]" paccu. niaa Co0H21NOs, 324; HalineHo,
324.

IMpumep 49. (E)-3-drop-2-ruapokcu-5-(4-(mupponauaus- 1 -um)cTiuprn)OoeH3anbaerus

(coenunenue 82)

ITpumep 49a — nyTh cuHTE3A (2).

VYkazaHHO€ B 3aroJIOBK€  COE€OUHEHHME  mojydanu w3 S-Opom-3-¢rop-2-
rugpokcudensanpaeruga (219 mr, 1,0 mmons) u 1-(4-sunundenmm)nupponuauna (173 wmr, 1,0
MMOJIb), KaK OINMCAHO B MpHUMEpe 25, C MOJYYeHHEeM YKa3aHHOTO B 3aroJIOBKE COCAMHEHUS B
BHJIe TBEPJOTO BEIeCTBa PO30BaTo-xkentoro msera (38 mr, Buixon 12%). 'H SAMP (500 MI'w,
xnopodopm-a) 6 10,84 (c, 1H), 9,94 (o, J = 1,9 I'y, 1H), 7,50 (an, J = 12,0, 2,1 'y, 1H), 7,41 —
7,35 (m, 3H), 6,94 (n, J = 16,2 ', 1H), 6,77 (1, J = 16,2 I'u, 1H), 6,59 — 6,52 (m, 2H), 3,35 —
3,29 (m, 4H), 2,05 — 2,00 (m, 4H); XKX-MC m/z [M+H]" paccu. nus C1oHisFNO,, 312; HaiineHo,
312.

ITpumep 49b — nyTh cunTe3a (b).

Cmechb 5-Opom-3-¢prop-2-runpokcubensanpaeruna (4,36 r, 20,0 wmmoums), 1-(4-

BuHuIpeHwn)nupposuauHa (3,46 r, 20,0 mmons), 1,3-6uc(audennndochuno)nponana (dppp)
(1,65 r, 4,0 mmoub), mopomka K,COs (8,28 1, 60,0 mmonb) u anerara namnanus (448 mr, 2,0

mmodb) B JIM®PA-Bone (50 mut: 17 mu) HarpeBamu B TedeHue Houu npu 90°C. Cmeck oxnaxknanu
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no KT, pasbasmsim Bomod (300 mu) u skcrparupoBanu stwmaneratoMm (200 mon x 3).
Oprannyeckre SKCTPAKThl OOBEIMHSIIN, IPOMBIBAIIN COJIEBBIM pacTBOpoM (100 mi x 2), cymunu
Hayx Oe3BOAHBIM CyJib(paToM HATpHs M KOHLEHTpupoBaih. OCTATOK OUYMINATIH KOJOHOYHOM
xpomarorpadueli Ha cuimkarene (merponedHbli  3dup/sTunmamerar = 200:1-100:1) wu
npenapatusHoil BOXKX ¢ mosnyueHuneM yka3aHHOTrO B 3arojioBK€ MpPOAYyKTa B BHJAE TBEPAOIO
BelecTBa xentoro 1pera (816 mr, Boixoa 13%). 'H AMP (CDCls, 400 MI'n) &: 10,87 (c, 1H),
9,94 (c, 1H), 7,51 (», J=12,0 I'y, 1H), 7,41 (m, 3H), 6,94 (7, J=16,4 I'u, 1H), 6,80 (1, J=16,4 I'y,
1H), 6,68 (m, 2H), 3,37 (M, 4H), 2,06 (m, 4H); XKX-MC m/z [M+H]" paccu. ms CioHi1sFNO,,

312; naitneno, 312.

ITpumep 49c¢ — CUHTE3 (E)-3-¢rop-2-runpokcu-5-(4-(muppommuans-1-
WI)CTUPIIT)OeH3aIbAeTH A THAPOXIIOpUAA (XIOPUCTOBOIOPOIHAS COJIb COeNUHEHUs 82)
OH
F
o
=
N_HCI

VYka3zaHHOE B 3arojIOBK€ COeAMHEHHE mojydain nyrem oopabotku (E)-2-rumpokcu-3-
METOKCHU-5-(4-(mupponuaus- 1 -um)ctuprn)oenzanpaeruna (623 mr, 2,0 Mmmoos) (13 npumepa 49b
Bbime) 4N HCl muoxcanom (1,0 mi) mocne pacTBOpeHHs B AMxyopMeTane (25 mu) mpu
KOMHATHOH Temmnepatype. JKenTell pacTBOp mpeBpamancss B CBETJIO-PO3OBBIA  OCAMOK.
PeakunoHHYI0 CMeCh MepeMenInBaId B TEUEHUE OMOJHUTEIbHBIX 5 MHUH., 3aTeM (PHIIbTPOBAIN
U cobupany OCagoK C MOJy4eHHEM SKelTaeMOro MpOJAyKTa B BHJE TBEPJOTrO BEIIECTBA CBETJIO-
po3oBoro 1geta (Bbrxon 100%).

IMpumep 50.  (Z)-3-drop-2-ruapokcu-5-(4-(mupponauaus- 1 -um)cTruprn)oeH3anbaerus

(coenunenmue 83)

OH
F CHO
G % ®
=z

Heounmennoe Bepxuee msitio nipu TCX (13 mpumepa 49b Bbime) codupaiyu U NOBTOPHO
ounmanu npenapatuBHoii TCX ¢ mosydeHHeM yKa3aHHOTO B 3arojioBKe MPOJyKTa B BHIE

TBEPIOTO BellecTBa xkenToro 1sera (74 mr, suixox 1%). 'H SIMP (CDCls, 400 MI'n) &: 10,97 (c,
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1H), 9,88 (c, 1H), 7,38 (M, 2H), 7,22 (m, 2H), 6,70 (ym, 2H), 5,37 (¢, 1H), 5,26 (¢, 1H), 3,38 (M,
4H), 2,07 (m, 4H); KXX-MC m/z [M+H]" paccu. qns C1oH1sFNO,, 312; naiineno, 312.
IMpumep 51. (Z)-2-ruppokcu-3-meTokcu-5-(4-(mupponauaus- 1 -um)cTuprn)oeH3anbaerus
(coenunenue 84)
OH

MeO CHO
G % ®
=z

Cmecb 5-Opom-2-ruppokcu-3-merokcuOensanpaeruna (1,44 r, 6,24 wmmons), 1-(4-
BuHuUIpeHwn)nupposuauHa (900 mr, 5,20 mmons), 1,3-0uc(nudenundocduno)nponana (dppp)
(429 wr, 1,04 mmonn), mopomika KoCOs (2,15 1, 15,6 mmonb) u anerata nautaavst (117 mr, 0,52
mmob) B JIM®A-soze (3:1) (12 mu) Harpeanu B TedeHue Houn npu 90°C. Cmech oxnaxnanu
70 KOMHATHOM Temmeparyphl, pa3daBisiin Bomoi (100 mMi) u SKCTparmpoBaiiM 3THIIALIETATOM
(100 M x 3). OpraHuueckue SKCTPaKThl OOBEIUHSIIN, TPOMBIBATIN COJIEBBIM pacTBOpoM (50 mi
X 2), cymnnn Haj Oe3BOAHBIM Cyib(aToM HATpusi U KOHLEHTpupoBaid. OCTaTOK OYMINAITN
KOJIOHOYHOH Xxpomarorpadueli Ha cunmkarene (nerposeiinsiii s¢up/stunanerar = 200:1-150:1)
u npenapatuBHoil TCX ¢ mojydyeHHeM yKa3aHHOTO B 3aroJIOBKE MPOAYKTa B BUAE TBEPAOIO
BellecTBa keaToro usera (25 mr, Beixos 1%). 'H AMP (CDCls, 400 MI'n) &: 11,16 (c, 1H), 9,87
(c, 1H), 7,08-7,25 (m, 4H), 6,69 (m, 2H), 5,37 (¢, 1H), 5,24 (c, 1H), 3,89 (¢, 3H), 3,38 (m, 4H),
2,07 (m, 4H); XKX-MC m/z [M+H]" paccu. ans C20H21NOs, 324; Haiineno, 324.

IMpumep 52. (E)-2-ruppoxkcu-6-merokcu-4-(4-(mupponauaus- 1 -um)cTruprn)OoeH3anbaerus
(coenunenue 85)

CHO

MeO O OH
g
o

Oram 1: 4-6poM-2-TUaPOKCU-O-MEeTOKCUOESH3AIbIET U]

CHO
MeO OH

Br
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PactBop 4-Opom-2,6-mumertokcudensanpaeruna (10 r, 40,8 Mmonb) u Hoaunga HaTpHs
(12,2 r, 81,6 mmonb) B MeCN/IIXM (50 mn, 1:1) oxnaxkmanu no 0°C. MenneHHO A00aBisuiu
AlICl; (10,8 1, 81,6 mmonb). Peakumonnyro cmech nepemernnsanu npu KT B Teuenne 5 wacos, u
TCX mnokazana, 4yTo peakuusi 3aBepurmiack. CMech BIMBAIN B HACHIL. XJIOPUI aMMOHHUS H
skcTparupoBann  stwianeratoM (100 mm x 3). OpraHudeckwe 3KCTPAKThl OOBEIUHSIIH,
NIPOMBIBAJIM COJIEBBIM pacTBOpoM (50 mut x 2), cymmian Hax Oe3BOAHBIM CyNb()aTOM HATPHS H
KOHIeHTpupoBaid. (OCTaTOK OYHMINAIA KOJOHOYHOW Xpomarorpadueil Ha CHIUKarenie
(nerponetinbiii 3¢pup/sTunanerar = 300:1-200:1) ¢ monyyeHHeM >KEIaeMOro MPOAYKTa H €ro
fomzamemmenHoro coequnenus (6,3 r, Beixon 67%). XKX-MC m/z [M+H]" paccu. ms CsH7BrOs
u CsH710s, 232 u 278; naitneno, 232 u 278.

Oran 2: Cmech MOJy4eHHOTO BbIe 4-0poM-2-ruapokcH-6-mMeTokcubenszanpaeruaa (300
mr, 0,93 mmoub), 1-(4-Bunnndennn)nuppomuanaa (254 mr, 0,93 mmons), Pda(dba)s (8 mr, 0,009
mmodb), 1,3-6uc(audennndocuno)npomnana (DPPP) (15,3 mr, 0,037 mmoup) B muokcane (8 mi)
nepememnBaan B TeueHne 10 mun. npu KT B 3ammrtHOM atmocdepe azora. 3ateM noOaBisin
MypaBbiHYIO KHcI0Ty (0,08 mut). PeakimoHHyr0 cMech HarpeBasiu B TedeHue Houu npu 80°C B
3amuTHOH artMmocdepe azora. Cmeck oxmaxpann ao KT, pasbasmsmm Bomoit (10 mi) um
skcTparupoBann  stunaneratoMm (10 mnm x  3). OpraHudeckne 3SKCTPaKTbl OOBENMHSIIH,
NPOMBIBAJM COJIEBbIM pacTBopoM (10 mut x 2), cymmian Hax Oe3BOAHBIM CyNb(aTOM HATPHS H
KOHIeHTpupoBaid. (OCTaTOK OYMINAIA KOJOHOYHOW Xpomartorpadueili Ha CHIUKarenie
(nerponetinbiii >¢up/stunmanerar = 100:1-10:1) ¢ modydeHHMEM yKa3aHHOTO B 3aroJIOBKeE
NpoAyKTa B BHIE TBEPAOro BeIIeCTBA opaHxkeBoro msera (145 wmr, Bbixon 48%). 'H SIMP
(CDCls, 400 MI'mm) &: 12,07 (¢, 1H), 10,26 (¢, 1H), 7,53 (n, J=8,0 I'y, 2H), 7,19 (m, 3H), 6,92 (m,
1H), 6,65 (c, 1H), 6,49 (c, 1H), 3,96 (c, 3H), 3,54 (M, 4H), 2,21 (M, 4H); KX-MC m/z [M+H]"
paccu. st C20H21NOs, 324; naitneno, 324.

IMpumep 53.  (E)-2-drop-6-runpokcu-4-(4-(mupponauaus- 1 -um)cTiupun)OoeH3anbaerus

(coenunenue 86)

Cmechb 4-Opom-2-¢rop-6-runpokcudenzanbaeruga (200 wmr, 0,91 wmmonw), 1-(4-
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BuHmIpeHmwn)nuppomuauaa (249 wr, 0,91 mmons), Pdy(dba); (6 wmr, 0,007 mmons), 1,3-
ouc(mupenunpocduno)nponana (dppp) (10,7 wmr, 0,026 wmmonb) B pauokcane (5 wi)
nepememnBaan B TeueHne 10 mun. npu KT B 3ammrtHOM atmocdepe azora. 3ateM noOaBisin
MypaBbiHYIO KHCTI0Ty (0,05 mut). PeakiimoHHyr0 cMech HarpeBasiu B TedeHue Houu npu 80°C B
3amuTHOH artMmocdepe azora. Cmeck oxmaxpann no KT, pasbasnsmm Bomoit (10 mu) u
skcTparupoBann  stunaneratoMm (10 mnm x  3). OpraHudeckne 3SKCTPaKTbl OOBENMHSIIH,
NPOMBIBAJM COJIEBbIM pacTBopoM (10 mut x 2), cymmian Hax Oe3BOAHBIM CyNb(aTOM HATPHS H
KOHIeHTpupoBaid. (OCTaTOK OYMINAIA KOJOHOYHOW Xpomarorpadueili Ha CHIUKarenie
(nerponetinbiii >¢up/stunmanerar = 100:1-10:1) ¢ modydeHHMEM yKa3aHHOTO B 3aroJIOBKeE
NpoAykTa B BUIE TBEPAOTrO BEIIECTBA KOpHuHeBoro usera (77 wmr, Bbixoxa 38%). 'H SIMP
(CDCl3, 400 MI'm) &: 11,57 (¢, 1H), 10,18 (c, 1H), 7,52 (n, J=8,0 I'y, 2H), 7,12-7,20 (m, 3H),
6,76-6,90 (m, 3H), 3,53 (m, 4H), 2,20 (M, 4H); XX-MC m/z [M+H]" paccu. mst C19HisFNO,,
312; naitneno, 312.

IIpumep 54. (E)-2-rumpokcu-3-mMeToKCH-5-(4-(2-MEeTOKCHITOKCH )CTHPHIT)OCH3AITbACTH T
(coenunenue 87)

OH

MeO O CHO

0]
Oran 1: 1-(2-MeTOKCH3TOKCH )-4-BUHIIIOSH30T

=

YkazaHHOe B 3aroJIOBKE COeNMHEHHE Moyydanu u3 4-(2-MeTOKCUITOKCH)OeH3aIbIeruia
(1,80 r, 10 mmonp) u meruntpupenmnpochonus opomuna (7,14 r, 20 MMOINB), UCHONB3YS
AHAJIOTUYHYIO MPOLEAYPY, YIIOMUHAaeMyr0 B 3Tane | mpumepa 38, ¢ mojydeHUEM NPOAYKTa B
Buge GecuserHoro macna (0,93 1, Bexon 22%). XKX-MC m/z [M+H]" paccu. anst C1iH1402, 179;
Haiineno, 179.

Oran 2: VYKa3aHHOE B 3aroJIOBKE COEIWHEHHE NOJydadn U3 S-OpoM-2-THIpOKCH-3-

metokcubenszanpaeruna (231 mr, 1,0 mmons) u 1-(2-merokcustoken)-4-suHmnoensona (178 mr,



194

1,0 MMOJTB), KaK OTIMCAHO B IpuMepe 25, ¢ MOJydYeHHEeM YKa3aHHOTO B 3ar0JIOBKE COCTUHEHUS B
BUJIE TBEPJIOTO BELIECTBA KenToro 1eeTa (72 mr, Bbixon 22%). 'H AMP (500 MI'1, xnopodopm-
m) & 11,06 (c, 1H), 9,94 (c, 1H), 7,46 — 7,40 (m, 2H), 7,29 — 7,23 (M, 2H), 6,96 (n, J = 16,9 I'y,
2H), 6,93 (c, 2H), 4,15 (nn, J = 5,6, 3,8 'y, 2H), 3,98 (c, 3H), 3,84 — 3,68 (M, 2H), 3,46 (c, 3H);
XKX-MC wm/z [M+H]" paccu. aaa C1oH00s, 329; Halineno, 329.

IMpumep 55. (E)-3-¢rop-2-runpoxcu-5-(4-(2-MeTOKCHITOKCH )CTHPHIT)OCH3AITbACTH T

(coenunenue 88)

VYkazaHHO€ B 3aroJIOBK€  COE€OUHEHHME  mojydanu w3 S-Opom-3-¢rop-2-
rugpokcudensanpaeruaa (219 mr, 1,0 Mmoie) u 1-(2-merokcusTokeH)-4-suHmnoensona (178 mr,
1,0 MMOJTB), KaK OTIMCAHO B IpuMepe 25, ¢ MOJydYeHHEeM YKa3aHHOTO B 3ar0JIOBKE COCTUHEHUS B
BUJIE TBEPJIOTO BELIECTBA KeNTOro 1eeTa (68 mr, Bbixon 22%). 'H AMP (500 MI'1, xnopodopm-
m) 6 10,90 (c, 1H), 9,95 (», J = 1,8 'y, 1H), 7,52 (an, J = 11,8, 2,1 I'u, 1H), 7,45 — 7,40 (m, 3H),
6,96 (n, J = 14,0 I'y, 1H), 6,93 (n, 2H), 6,87 (n, J = 16,2 I'y, 1H), 4,23 — 4,07 (M, 2H), 3,81 —
3,69 (m, 2H), 3,47 (¢, 3H); XKX-MC m/z [M+H]" paccu. nia CisHi7FOs, 317; Haiineno, 317.

IMpumep 56. (E)-5-(4-(1H-nmupazon-1-min)cTupmn)-2-ruipoKCch-3-MeTOKCHOCH3aIbIeT H T
(coenunenue 89)

OH

MeO ! CHO

=

]

Oran 1: 1-(4-suanndennn)- 1 H-nupazon
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N/

YkazaHHOe B 3arojioBke coeauHeHue nonydanu u3 4-(1H-mupason-1-wn)densanbaernna
(1,72 r, 10 mmonp) u meruntpupenmnpochonus opomuna (7,14 r, 20 MMOIB), UCTIONB3YS
AHAJIOTUYHYIO MPOLEAYPY, YIIOMUHAeMyr B 3Tane 1 mpumepa 38, ¢ MOJgy4eHHUEM NPOAYKTA B
BHUJIE TBEPAOro BemecTsa Oenoro usera (1,08 r, Boxox 63%). KX-MC m/z [M+H]™ paccu. nus
C11HioNy, 171; natineno, 171.

Oran 2: VYKa3aHHOE B 3arojIOBKE COEIUHEHHE IMOJydald U3 S-OpoM-2-THIpOKCH-3-
metokcubenszanpaeruna (231 mr, 1,0 mmons) u 1-(4-sunundenwn)-1H-mupazona (170 mr, 1,0
MMOJIb), KaK OINMCAHO B MpHUMEpe 25, C MOJYYeHHEeM YKa3aHHOTO B 3aroJIOBKE COCAMHEHUS B
BUJE TBEpPAOro BemiecTBa skentoro 1sera (108 wmr, Bbxom 34%). 'H gMP (500 MTI,
xnopodopm-n) & 11,11 (¢, 1H), 9,96 (¢, 1H), 7,95 (n, J =2,5 'y, 1H), 7,74 (n, J = 1,8 I'y, 1H),
7,73 — 7,69 (m, 2H), 7,62 — 7,55 (m, 2H), 7,30 (¢, 2H), 7,07 (n, J = 16,3 I'n, 1H), 7,02 (#, J = 16,3
Ty, 1H), 6,49 (1, J = 2,2 Ty, 1H), 4,00 (¢, 3H); XKX-MC m/z [M+H]" paccu. mnst CioHi6N>03,
321; naitneno, 321.

IMpumep 57.  (E)-5-(4-(1H-nupazon-1-um)ctupmn)-3-GpTop-2-rugpokcudeH3anbIer

(coenunenue 90)
OH
F l CHO
=

)

VYkazaHHO€ B 3aroJIOBK€  COE€OUHEHHME  mojydanu w3 S-Opom-3-¢rop-2-
rugpokcudensanpaeruga (219 mr, 1,0 mmons) u 1-(4-sunnndennn)-1H-mmpaszona (170 wmr, 1,0
MMOJIb), KaK OINMCAHO B MpHUMEpe 25, C MOJYYeHHEeM YKa3aHHOTO B 3aroJIOBKE COCAMHEHUS B
BUJIE TBEPJIOTO BELIECTBa kenToro 1eeTa (78 mr, Bbixon 25%). 'H AMP (500 MI'1, xnopodopm-
m) 6 10,96 (¢, 1H), 9,97 (n, J = 1,8 I'y, 1H), 7,95 (o, J = 2,5 'y, 1H), 7,75 (o, J = 1,8 'y, 1H),
7,73 — 7,69 (M, 2H), 7,61 — 7,53 (M, 3H), 7,50 — 7,45 (m, 1H), 7,02 (c, 2H), 6,49 (1, ] =2,2 ',
1H); XKX-MC m/z [M+H]" paccu. nns CisHi3FN2O», 309; Haiineno, 309.
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IMpumep  58.  (E)-2-rumpokcu-3-meTokcu-5-(2-(XUHOIMH-6-1J1)BUHIIT)OCH3aIbIeT H ]

(coenunenue 91)

Oran 1: 6-BUHUIXWUHOJWH

=
N\l

Yka3zaHHOE B 3aroJIOBKE COSAMHEHHUE TOy4Yald U3 XUHOJNUH-6-kapbansaeruna (1,57 r, 10
MMoJib) U MetunTpupenmnpoconuss opomuna (7,14 r, 20 MMOJIb), UCTIONB3YST AHAJOTHYHYIO
poLEeaAypy, ONMUCaHHYIO B 3Tane | mpumepa 38, ¢ mojay4eHHeM NpPOAYKTa B BHUIE OECLIBETHOU
xuakoctr (1,28 r, Beixon 82%). XKX-MC m/z [M+H]" paccu. ans CiiHoN, 156; Halineno, 156.

Oran 2: VYKa3aHHOE B 3aroJIOBKE COEIWHEHHE NOJydadn U3 S-OpoM-2-THIpOKCH-3-
meTokcubenzanpaeruna (231 mr, 1,0 mmonb) u 6-BuHmwixuHoMUHA (155 Mr, 1,0 MMonb), Kak
OTHCAHO B TpuMepe 25, ¢ Moy4yeHHeM YKa3aHHOTO B 3aroJIOBKE COCAMHEHHS B BHIE TBEPAOTO
BelecTBa kopuuHesoro 1seta (18 mr, Bexon 6%). 'H AMP (500 MI'u, xnopodopm-a) & 11,14
(c, 1H), 9,98 (c, 1H), 8,88 (an, J =4,3, 1,7 I'y, 1H), 8,15 (mx, J = 20,9, 8,6 'y, 2H), 7,97 (an, J =
8,9,2,0I'y, 1H), 7,84 (n, J =1,9T', 1H), 7,43 (an, J =8,3, 4,3 I'u, 1H), 7,35 (g, J = 1,5 'y, 2H),
7,22 (0, J = 16,3 Ty, 1H), 7,18 (n, J = 16,3 'y, 1H), 4,02 (¢, 3H); KX-MC m/z [M+H]" paccu.
s C1oH15NOs, 306; HatimeHo, 306.

ITpumep 59. (E)-3-drop-2-ruapokcu-5-(2-(XuHOINH-6-1JT)BUHNIT)OCH3aIbIeT H

(coenunenue 92)
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VYkazaHHO€ B 3aroJIOBK€  COE€OUHEHHME  mojydanu w3 S-Opom-3-¢rop-2-
rugpokcudensanpaeruaa (219 mr, 1,0 mmons) u 6-BuHmIxuHOMMHA (155 Mr, 1,0 MMoub), Kak
OTHCAHO B IpuMepe 25, ¢ MoydyeHHeM YKa3aHHOTO B 3aroJIOBKE COCAMHEHHUS B BHIE TBEPAOTO
BelllecTBa kenToro 1pera (52 mr, Beixoa 18%). 'H AMP (500 MI'y, xnopodopm-a) § 10,99 (c,
1H), 9,99 (n, J = 1,8 ', 1H), 8,90 (an, J = 4,3, 1,7 I'y, 1H), 8,19 (an, J = 8,4, 1,6 I'y, 1H), 8,15
(n,J=8,8Tw, 1H), 7,96 (mx, J =8,9,2,0I'y, 1H), 7,84 (n, J =2,1 'y, 1H), 7,61 (nn, J=11,6, 2,1
Ty, 1H), 7,56 — 7,49 (M, 1H), 7,45 (an, J = 8.3, 4,3 'y, 1H), 7,18 (¢, 2H); KX-MC m/z [M+H]"
paccu. st C1sH12FNQO,, 294; naitneno, 294.

IMIpumep  60.  Tper-Oyrun  (E)-6-(3-¢popmun-4-rugpoKkcu-5-MeToKCHCTUPUI)-3,4-

auruapoxuHonH- 1 (2H)-kapbokcunar (coennnerue 93)

Oran 1: Tper-Oytun 6-BunmI-3,4-quruapoxunonut- 1 (2H)-kapbokcunar

/
Boc”

VYkazaHHOE€ B 3arojIOBKE COEIWHEHHME TNOJydann wu3 Tper-Oytun  6-popmmi-3,4-
muruapoxuHoinH- 1 (2H)-kapbokcumara (0,91 r, 3,5 mmonp) u MerunrpuderunpochHoHus
Oopomuma (2,5 v, 7 MMOJIb), WCHONB3Ysl AHAJIOTUYHYIO TNPOLEAYpPY, ONHCAHHYK B 3Tame |
npuMepa 38, ¢ monyueHHneM IMPOAYKTa B BHIE TBEpAOro BemecTsa Oenoro usera (0,68 r, BeIxox

75%). KX-MC m/z [M+H]" paccu. nis CisH21NO», 260; Haiineno, 260.
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Oran 2: VYKa3aHHOE B 3aroJIOBKE COEIWHEHHE NOJydadn U3 S-OpoM-2-THIpOKCH-3-
metokcubenszanpaeruna (231 mr, 1,0 mmons) u Tper-OyTun 6-BUHMI-3,4-AUTHIPOXUHOJINH-
1(2H)-kapOokcunara (259 wmr, 1,0 MMomp), Kak ONUCAaHO B MpuMepe 25, ¢ TOJIyuYeHHEeM
YKa3aHHOTO B 3aroJIOBKE COENUHEHHs B BUAE TBEPAOIO BellecTBa jkenroro nsera (148 wr,
BBIXO 36%). 'H AMP (500 MI'1i, xnmopodopm-x) & 11,07 (c, 1H), 9,94 (c, 1H), 7,70 (1, ] = 8,5
I'm, 1H), 7,29 (nn, J = 8,7, 2,3 T'y, 1H), 7,28 — 7,26 (m, 2H), 7,22 (1, J = 2,0 'y, 1H), 6,96 (1, J =
16 I'u, 1H), 6,95 (n, J = 16 ', 1H), 3,99 (c, 3H), 3,81 — 3,65 (M, 2H), 2,79 (1, J = 6,6 'y, 2H),
1,94 (p, J = 6,4 Ty, 2H), 1,54 (c, 9H);, KX-MC wm/z [M+H]" paccu. s Cr4H»7NOs, 410;
HailineHo, 410.

ITpumep 61. TpeT-OyThi (E)-6-(3-¢rop-5-popmun-4-rugpoxcuctupuin)-3,4-

auruapoxuHonH- 1 (2H)-kapbokcunar (coennnerue 94)

VYkazaHHO€ B 3aroJIOBK€  COE€OUHEHHME  mojydanu w3 S-Opom-3-¢rop-2-
rugpokcubensanpaeruga (219 wmr, 1,0 Mmonp) u  6-BuHWI-3,4-auruapoxuHOMH-1(2H)-
kapOokcunara (259 mr, 1,0 MMOIIB), KaK ONMUCAHO B IpuUMepe 25, ¢ MOJy4eHHEM YKa3aHHOTO B
3aroJloBKe COEMHEHMs B BUJE TBEPJOTO BELIECTBA KeNToro nsera (28 mr, Bbixoa 7%). 'H SIMP
(500 MI'y, xmopodopm-m) & 10,91 (¢, 1H), 9,95 (n, J = 1,9 I'u, 1H), 7,70 (n, J = 8,6 I'y, 1H),
7,53 (an, J=11,8, 2,1 I'u, 1H), 7,45 — 7,41 (m, 1H), 7,28 (an, J = 8,7, 2,2 I'y, 1H), 7,20 (7, J =
2,0 I'y, 1H), 6,93 (m, 2H), 3,81 — 3,57 (m, 2H), 2,79 (1, J = 6,5 'y, 2H), 1,94 (p, J = 6,4 'y, 2H),
1,54 (¢, 9H); dKX-MC m/z [M+H]" paccu. nnst Co3H24FNO4, 398; Halineno, 398.

IMpumep 62.  (E)-3-¢rop-2-runpokcu-5-(2-(1-merun-1,2,3,4-reTparugpoOXuHOINH-0-

WT)BUHIIT)OeH3abIeruy (coenuHerue 95)
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Oran 1: 1-metun-6-sunui-1,2,3,4-rerparuApOXuHOJUH

/
Me”

VYka3zaHHOE B 3arojIOBKE COeIMHEHUE Noaydanu u3 1-metun-1,2,3,4-reTparuipoOXuHOINH-
6-kapbanbaeruna (1,75 r, 10 mmounb) u metunrpudennndochonns 6pomuna (7,14 r, 20 Mmmoib),
WCTMOJIb3Ysl aHAJIOTHYHYIO MPOLEenypy, OMUCAaHHYH B 3Tane | npumepa 38, ¢ mojgydyeHUEM
npoayKTa B BUAe KopruaHeBol sxuakoctu (1,01 r, Bexox 58%). JKX-MC m/z [M+H]" paccu. nus
C12HisN, 174; natineno, 174.

Oran 2. VYKa3aHHOE B 3aroJIOBKE COEAMHEHHE TNojydain u3 S-Opom-3-¢drop-2-
rugpokcudensanpaeruaa (219 mr, 1,0 mmone) u 1-metun-6-suHmi-1,2,3,4-reTparugpoOXuHOINHA
(173 mr, 1,0 MMoOJIb), KaK OMHUCAHO B TpuMepe 25, C MOJyUYeHHEM YKa3aHHOTO B 3aroJIOBKe
COeMHEHHs] B BUJE TBEPIOrO BEMIECTBA KpacHoro usera (25 wmr, Beixon 8%). 'H SAMP (500
MI'u, xnopodopm-a) & 10,84 (¢, 1H), 9,93 (n, J = 1,8 ', 1H), 7,49 (an, J = 12,0, 2,1 I'y, 1H),
7,39 (1, J=1,5Tn, 1H), 7,21 (nn, J = 8,3, 2,2 'y, 1H), 7,13 (g, J = 2,0 I', 1H), 6,89 (1, J = 16,1
I'm, 1H), 6,77 (g, J = 16,1 'y, 1H), 6,57 (o, J = 8,5 I'n, 1H), 3,35 — 3,17 (M, 2H), 2,93 (c, 3H),
2,79 (1, J = 6,4 T'u, 2H), 2,08 — 1,82 (M, 2H); XKX-MC m/z [M+H]" paccu. nus C1oH1sFNO», 312;
HailineHo, 312.

IMpumep  63.  (E)-5-(4-(mu3THUIaMHUHO)CTHPII)-2-THAPOKCH-3-METOKCHOCH3aIbIeT H ]

(coenunenue 96)
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OH

MeO ! CHO

=

™
Otan 1: N,N-au3TuI-4-BUHUIAHUIUH

=

™

VYka3zaHHOE B 3arojIOBKE COEIMHEHHE MOJydanu U3 4-(IU3THIaMUHO)OeH3aIbAeT I
(1,77 r, 10 mmonp) u meruntpupenmndochonus 6pomuna (7,14 r, 20 MMONB), UCHONB3YS
AQHAJIOTUYHYIO MPOLEAYpPY, ONUCAHHYIO B dTane | npumepa 38, ¢ mony4eHUeM NPOAYKTA B BUAE
6ecusernoit xuakoctu (1,72 r, Beixog 98%). KX-MC m/z [M+H]" paccu. s CioHivN, 176;
HailineHo, 176.

Oran 2: VYKa3aHHOE B 3aroJIOBKE COEIWHEHHE NOJydadn U3 S-OpoM-2-THIpOKCH-3-
metokcubenzanpaernna (231 mr, 1,0 mmoap) u N,N-nusTmn-4-puaunanwimia (176 mr, 1,0
MMOJIb), KaK OIHCAHO B MpHUMepe 25, C MOJYYeHHEM YKa3aHHOTO B 3aroJIOBKE COEAWHEHHs B
BUJIE TBEPJIOTO BELIECTBA KeNToro 1eeTa (48 mr, Beixon 15%). 'H AMP (500 MI'1, xnopodopm-
m) 6 11,02 (¢, 1H), 9,93 (¢, 1H), 7,42 — 7,34 (m, 2H), 7,26 (¢, 1H), 7,23 (g, J = 1,9 I'y, 1H), 6,93
(n, J=16,2T1, 1H), 6,82 (1, J = 16,2 'y, 1H), 6,71 — 6,49 (m, 2H), 3,98 (¢, 3H), 3,39 (x, J = 7,1
I'u, 4H), 1,19 (1, J = 7,0 'y, 6H); KXX-MC m/z [M+H]" paccu. mna Co0H23NOs, 326; HalineHo,
326.

ITpumep 64. (E)-5-(4-(mmyTrnamuHo )eTrpni)- 3 - Top-2-ruipOKCHOSH3AIbACTH T

(coenunenue 97)
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VYkazaHHO€ B 3aroJIOBK€  COCOMHEHHWE  mojydanru w3 S-Opom-3-¢rop-2-
runpokcudenszanpaeruga (219 mr, 1,0 mmonb) u N, N-gusTin-4-sunmnanwiiaa (176 mr, 1,0
MMOJIb), KaK OINMCAHO B MpHUMEpe 25, C MOJYYeHHEeM YKa3aHHOTO B 3aroJIOBKE COCAMHEHUS B
BUJE TBEPAOrO BellecTBa opamkeBoro msera (38 wmr, Bbxom 12%). 'H IMP (500 MTI,
xnopodopm-n) 6 10,84 (c, 1H), 9,94 (n, J = 1,9 I'y, 1H), 7,50 (an, J = 12,1, 2,0 I'y, 1H), 7,39 (T,
J=14Tu, 1H), 7,38 — 7,33 (M, 2H), 6,92 (n, ] = 16,1 T'u, 1H), 6,77 (n, J = 16,2 I'u, 1H), 6,70 —
6,64 (m, 2H), 3,39 (x, J = 7,1 T', 4H), 1,19 (1, J = 7,0 Ty, 6H); XKX-MC m/z [M+H]" paccu. nus
C19H20FNO2, 314; natineno, 314.

ITpumep 65. (E)-5-(4-(uKnonponuaIMe TOKCH ) CTUP I ) - 2-THAPOKCH-3 -

MeTokcuOeH3anpaerun (coenuaenne 98)

OH
MeO l CHO
=

g
LA

Oran 1: 1-(IMKIONPONTUIMETOKCH)-4-BUHIIIOSH30JT

=

LA

YkazaHHOE B 3aroJiIoBKe COeIUHEHNE MIOJTy Y aJIH u3 4-
(umknonporuaMerokcn)oenzanpaeruna (1,76 r, 10 mmomp) u  merunrpuderunpochoHus
opomuna (7,14 r, 20 MMOJb), HCTOJB3YSl AHAJIOTHMYHYIO MPOIENypy, OMHUCAHHYIO B dTame 1
npuMepa 38, ¢ monyueHHneM IMPOAYKTa B BHIE TBEPAOro BemecTsa Oenoro usera (1,67 r, BeIXOA

96%). KX-MC m/z [M+H]" paccu. nns C12H140, 175; Haiineno, 175.
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Oran 2: VYKa3aHHOE B 3aroJIOBKE COEIWHEHHE NOJydadn U3 S-OpoM-2-THIpOKCH-3-
metokcubenszanpaeruna (231 mr, 1,0 Mmoup) 1 1-(UKIONpONHIMETOKCH)-4-BUHMIOeH300a (175
mr, 1,0 MMoONbB), Kak ONHCAHO B MpuMepe 25, C TMOJyYEeHHEM YKa3aHHOTO B 3aroJIOBKE
COeIMHEHHs] B BUJE TBEPAOrO BellecTBa skeiToro usera (58 mr, Boixon 18%). 'H AMP (500
MTI', xaopodopm-n) 6 11,06 (¢, 1H), 9,94 (c, 1H), 7,47 — 7,40 (m, 2H), 7,29 — 7,23 (M, 2H), 6,96
(n, J=16,3 I'u, 1H), 6,93 — 6,88 (m, 3H), 3,99 (c, 3H), 3,83 (x, J = 6,9 I'y, 2H), 1,37 — 1,12 (m,
1H), 0,73 — 0,56 (m, 2H), 0,36 (ar, J = 6,2, 4,7 T'n, 2H); XKXX-MC m/z [M+H]" paccu. mus
Ca0H2004, 325; HatimeHo, 325.

ITpumep 66. (E)-5-(4-(LKIOIPONUIMETOKCH ) CTHPII)-3-(pTOP-2-THAPOKCHOCH3 b1 HT

(coenunenue 99)

VYkazaHHO€ B 3aroJIOBK€  COE€OUHEHHME  mojydanu w3 S-Opom-3-¢rop-2-
rugpokcudensanpaerunga (219 mr, 1,0 Mmonp) u 1-(IUKIONPONMUIMETOKCH )-4-BUHIIIOCH301a
(175 wr, 1,0 MMoOJIb), KaK OMHUCAHO B TpuUMepe 25, C MOJYYEHHEM YKa3aHHOTO B 3aroJIOBKeE
COeIMHEHHs] B BUJEe TBEPIOro BelllecTBa rpasHo-Oenoro upera (43 mr, Bbixoa 14%). 'H SIMP
(500 MI'u, xmopodopm-a) 6 10,90 (¢, 1H), 9,95 (g, J = 1,9 I'u, 1H), 7,52 (nn, J = 11,8, 2,1 I'ny,
1H), 7,45 — 7,39 (M, 3H), 6,96 (g, J = 16,3 I'u, 1H), 6,92 — 6,89 (M, 2H), 6,86 (n, J = 16,2 'y,
1H), 3,83 (n, J = 6,9 I'u, 2H), 1,29 (gnax, J = 15,1, 6,9, 5,1, 2,8 'y, 1H), 0,78 — 0,57 (m, 2H),
0,37 (ar, J = 6,1, 4,6 Ty, 2H); XKX-MC m/z [M+H]" paccu. mnsa Ci1oH17FOs, 313; Haiineno, 313.

IIpumep  67. (E)-5-(2-(xpomaH-6-11)BUHIIT)-2-TUAPOKCH-3 -METOKCHOSH3aIbACTH T
(coenunenue 100)

OH

Ortan 1. 6-BUHMIXpPOMaH
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o)

Yka3zaHHOE B 3arojIOBKE€ COEAMHEHHUE MOJIyYaln U3 XpoMaH-6-kapbansneruna (1,62 r, 10
MMoJib) U MetunTpupenmnpoconuss opomuna (7,14 r, 20 MMOJIb), UCTIONB3YST AHAJOTHYHYIO
npouenypy, yHNOMHUHaeMyrw B 3tane | mnpumepa 38, ¢ nojgydyeHHeM NPOAYKTa B BHUAE
6ecusernoro macna (1,6 r, Bexon 100%). XKX-MC m/z [M+H]" paccu. nns CiiHpO, 161;
HaiineHo, 161.

Oran 2: VYKa3aHHOE B 3aroJIOBKE COEIWHEHHE NOJydadn U3 S-OpoM-2-THIpOKCH-3-
meTokcubenzanpaeruna (231 mr, 1,0 mmosb) u 6-BuHmMiIxpoMana (160 mr, 1,0 Mmoib), Kak
OTHCAHO B TpuMepe 25, ¢ MoNydyeHHeM YKa3aHHOTO B 3arOoJIOBKE COEAMHEHHUS B BHIE TBEPAOTO
BeIlleCTBa KeNToro 1pera (56 mr, Bbixoa 18%). 'H AMP (500 MI'u, xnopodopm-a) § 11,05 (c,
1H), 9,94 (c, 1H), 7,26 (¢, 1H), 7,24 (n, J = 1,9 'y, 2H), 7,19 (g, J = 2,1 I'y, 1H), 6,93 (7, J =
16,2 T'u, 1H), 6,88 (n, J = 16,2 I'u, 1H), 6,79 (x, J = 8,5 I'u, 1H), 4,39 — 4,14 (M, 2H), 3,98 (c,
3H), 2,82 (1, J = 6,4 Ty, 2H), 2,13 — 1,91 (m, 2H); XKX-MC m/z [M+H]" paccu. i CioHisOs,
311; naitneno, 311.

ITpumep 68. (E)-5-(2-(xpoman-6-un)BUHW)-3-PTOP-2-THAPOKCUOSH3ATBACT U T

(coenunenue 101)

VYkazaHHO€ B 3aroJIOBK€  COE€OUHEHHME  mojydanu w3 S-Opom-3-¢rop-2-
rugpokcudensanpaeruga (219 mr, 1,0 mmons) u 6-BuHmiIxpomana (160 mr, 1,0 MMmonb), Kak
OTHCAHO B TpuMepe 25, ¢ MoJydyeHHeM YKa3aHHOTO B 3aroJIOBKE COENUHEHHs B BUIE TBEPIOTO
BeIecTBa rpsi3HO-Oenoro nsera (58 mr, Bexon 19%). 'H SIMP (500 MI'u, xnopodopm-1) &
10,89 (¢, 1H), 9,95 (m, J = 1,7 I'y, 1H), 7,51 (gn, J = 11,8, 2,1 I'n, 1H), 7,43 — 7,39 (m, 1H), 7,24
(nm, J=9,3,3,1Ty, 1H), 7,17 (n, J=2,1 I'u, 1H), 6,92 (n, J = 16,3 I'y, 1H), 6,84 (n, J = 16,3 I'y,
1H), 6,80 (n, J = 8,5 'y, 1H), 4,36 — 4,07 (M, 2H), 2,82 (1, J = 6,5 'y, 2H), 2,19 — 1,85 (m, 2H);
XKX-MC wm/z [M+H]" paccu. niaa CisHisFOs, 299; naiineno, 299.
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IMpumep 69. (E)-2-runpokcu-3-metokcu-S-(4-(munepunans- 1 -mn)cTuprin)oeH3anbaerus
(coenunenue 102)

OH

MeO ! CHO
=
O

Oran 1: 1-(4-BuHMNPEHUT)TUIEPUANH

=

N

9

YkazaHHOe B 3arojIOBKE COEAMHEHHE MoJydanu u3 4-(munepunus-1-min)oeH3anbaernna
(1,89 r, 10 mmonp) u mermntpupenmndochonus 6pomuna (7,14 r, 20 MMOJIB), UCTIONB3YS
AQHAJIOTUYHYIO MPOLEAYpPY, ONUCAHHYIO B dTane | npumepa 38, ¢ mony4eHUeM NPOAYKTA B BUAE
6ecusernoro macna (1,62 r, Beixon 87%). KX-MC m/z [M+H]™ paccu. nns CisHpN, 188;
Haiineno, 188.

Oran 2: VYKa3aHHOE B 3arojIOBKE COEIUHEHHE IMOJydald U3 S-OpoM-2-THIpOKCH-3-
metokcubenzanpaeruna (231 mr, 1,0 mmons) u 1-(4-Bunungenwn)nunepunusa (188 mr, 1,0
MMOJIb), KaK OINMCAHO B MpHUMEpe 25, C MOJYYeHHEeM YKa3aHHOTO B 3aroJIOBKE COCAMHEHUS B
BUJIE TBEPJIOTO BELIECTBA KenToro 1eeTa (58 mr, Bbixoa 17%). 'H AMP (500 MI'1, xnopodopm-
m) & 11,04 (c, 1H), 9,94 (c, 1H), 7,47 — 7,33 (m, 2H), 7,29 — 7,22 (M, 2H), 6,95 (n, J = 16,3 I'y,
1H), 6,91 (c, 2H), 6,88 (1, ] = 16,2 I', 1H), 3,98 (c, 3H), 3,32 — 3,13 (M, 4H), 1,71 (p, J = 5,6
I'u, 4H), 1,61 (x, J = 8,6, 7,3 I'y, 2H); XKX-MC m/z [M+H]" paccu. nns CnH»;NOs, 338;
HailineHo, 338.

IMpumep  70.  (E)-3-¢rop-2-ruapoxcu-5-(4-(munepunaus- 1 -min)cTrupun)OeH3anbaerus

(coenunenue 103)
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VYkazaHHO€ B 3aroJIOBK€  COE€OUHEHHME  mojydanu w3 S-Opom-3-¢rop-2-
rugpokcudensanpaeruga (219 mr, 1,0 mmons) u 1-(4-sunmndennm)munepuanaa (188 mr, 1,0
MMOJIb), KaK OINMCAHO B MpHUMEpe 25, C MOJYYeHHEeM YKa3aHHOTO B 3aroJIOBKE COCAMHEHUS B
BUJIE TBEPJIOTO BELIECTBA KeNTOro 1eeTa (42 mr, Beixon 13%). 'H AMP (500 MI'1, xnopodopm-
m) 6 10,87 (¢, 1H), 9,94 (n, J = 1,9 I'y, 1H), 7,51 (an, J = 11,8, 2,1 I'y, 1H), 7,41 (5, J = 1,6 'y,
1H), 7,40 — 7,37 (M, 2H), 6,94 (n, J = 16,2 I'y, 1H), 6,91 (c, 2H), 6,83 (n, J = 16,3 I'y, 1H), 3,23
(t, J=5,5Tu, 4H), 1,72 (1, J = 8,2 T'y, 4H), 1,61 (x, J = 5,7 T'y, 2H); XKX-MC m/z [M+H]"
paccu. st C20H20FNQO,, 326; Haitneno, 326.

IMpumep  71.  (E)-2-¢rop-6-ruapoxcu-4-(4-(nunepunus- 1 -min)cTupun)oeH3anbaerus
(coenunenue 104)

CHO
F l OH
=

N

9

VYkazaHHO€ B 3aroJIOBKe  COeOuHeHHe  mnonydanu w3 4-Opom-2-¢rop-6-
rugpokcudensanpaeruga (219 mr, 1,0 mmons) u 1-(4-sunmndennm)munepuanaa (188 mr, 1,0
MMOJIb), KaK OINMCAHO B MpHUMEpe 25, C MOJYYeHHEeM YKa3aHHOTO B 3aroJIOBKE COCAMHEHUS B
BUJIe TBEPJAOro BellecTBa opamxkeporo useta (140 mr, Beixon 43%). 'H AMP (500 MI,
xnopodopm-n) 6 11,56 (¢, 1H), 10,15 (¢, 1H), 7,46 — 7,39 (m, 2H), 7,16 (m, J = 16,2 I'u, 1H),
6,90 (m, J = 8,3 I'y, 2H), 6,85 — 6,70 (M, 3H), 3,33 — 3,14 (M, 4H), 1,70 (h, J = 5,0 I'y, 4H), 1,62
(x, J = 5,6 'y, 2H); KX-MC m/z [M+H]" paccu. nis C20H20FNO,, 326; Halineno, 326.

ITpumep 72. (E)-4-(4-(4->tunnunepasus- | -um)ctupun)-2-prop-6-

runpokcudensanpaerun (coeauaenue 105)
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Oran 1: 1-3tun-4-(4-sunundenmn)nunepasus

=

N

)

VYkazaHHOE€ B 3aroJIOBKE COENMHEHHWE Tnojydain u3  4-(4-sTunmunepasus-1-
wn)oenszanpaeruna (2,18 r, 10 mmonp) u meruntpudenmnpoconus opomunma (7,14 r, 20
MMOJIb), HCIIOJIB3Ysl AHAJOTHYHYI TPOLEAypy, ONHMCAaHHyH0 B 3Tame 1 mnpumepa 38, ¢
MOJIyYeHUEM TIPOAYKTa B BUIE TBEPIAOTO BemecTra Oesoro ueera (1,58 r, Berxox 73%). XKX-MC
m/z [M+H]" paccu. mst C1aHaoNa, 217; naiineno, 217.

Oran 2. VYKa3aHHOE B 3aroJIOBKE COEAMHEHHE TNojydain u3 S-Opom-3-¢drop-2-
rugpokcudensanpaeruaa (219 mr, 1,0 mmons) u 1-3tun-4-(4-sunundenun)nunepasuna (217 mr,
1,0 MMOJTB), KaK OTIMCAHO B mpuMepe 25, ¢ MOJNy4eHHEM YKa3aHHOTO B 3ar0JIOBKE COCAMHEHUS B
BUJIE TBEPAOro BellecTBa KopudyHeBoro msera (198 wmr, Bbxom 56%). 'H aMP (500 MI,
xnopodopm-n) 6 11,55 (¢, 1H), 10,16 (¢, 1H), 7,46 — 7,39 (m, 2H), 7,16 (m, J = 16,1 I'u, 1H),
6,94 — 6,88 (M, 2H), 6,82 (1, J = 16,3 I'n, 1H), 6,80 (c, 1H), 6,76 (nn, J = 11,7, 1,5 'y, 1H), 3,35
(r, J =5,1Tn, 4H), 2,70 (1, J = 5,0 I'y, 4H), 2,56 (x, J = 7,3 I'y, 2H), 1,18 (1, J = 7,2 'y, 3H) ;
KX-MC wm/z [M+H]" paccu. ans C21Ha3FN,O,, 355; Haiineno, 355.

ITpumep 73. (E)-3-(5-(5-(umxnonponankapbonni)-4,5,6,7-reTparuapoTieHo| 3,2-

c]mupunuH-2-ui)-2-ruapokcu-3-Mmetokcudennn)- 1 -perannmnpon-2-eH-1-ox (coenunenne 106)
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MeO

KOH, 95°C

aq.EtOH N
0:ﬁ> o:ﬂ>
KOH (403 wmr, 7,2 mMonb) nobaBisun k cmecH S-(S-(uukionponankapbonmn)-4,5,6,7-
TeTparuapoTHeHO[ 3,2-¢c|mupuauH-2-mi)-2-ruapoKcu-3-Mmerokcuben3aipaeruaa (650 wmr, 1,8
MMOJIb) U auetodeHona (216 mr, 1,8 mmoins) B EtOH/Bone (20 mi1/7 mu). PeakiimoHHyo cMmech
HarpeBaJii B TedeHHWe Houw mpu 95°C. DraHON yhanmsim B YCIOBUSAX BakyymMa M OCTaTOK
pasbaBmsuin Bomoit (20 mut). Cmech 3areM skcTparupoBanu stmiarneratoM (20 mum x 3).
Opranuyeckie S5KCTPAKTBl OOBENUHSUIM, CYIIMIH Hajg Oe3BOOHBIM Cyib(aroM HATPUs H
KOHLeHTpupoBanu. HeounieHnHelii npoaykT ounianu npenapatusHoit BOXKX ¢ nonyuenuem
’KeJIaeMOro MPOAYKTa B BHE TBEPAOrO BellecTBa KopuuHeBoro useta (73 wmr, Bbixon 9%). 'H
SAMP (IMCO-z6, 400 MI'n) &: 9,75 (ym, 1H), 8,14 (M, 2H), 8,07 (c, 1H), 7,92 (M, 1H), 7,68 (M,
2H), 7,58 (m, 2H), 7,33 (¢, 1H), 7,19 (c, 1H), 4,82 (yu, 1H), 4,57 (¢, 1H), 4,01 (M, 1H), 3,91 (c,
3H), 3,82 (m, 1H), 2,92 (m, 1H), 2,78 (m, 1H), 1,98-2,15 (m, 1H), 0,77 (M, 4H); XKXX-MC wm/z
[M+H]" paccu. msa C27HasNO4S, 460; Haiineno, 460.
ITpumep 74. (E)-1-(5-(5-(umxnonponankapbonni)-4,5,6,7-reTparuapoTieHo| 3,2-

c]mupunuH-2-1i)-2-ruapoKcu-3-MeTokcudennn)-3-pernnmnpon-2-eH- 1-oH (coenunenne 107)

OH O OH O

MeO MeO =
OH O I p

S

> 7S Z2N
Peaxuust 'upling — KOH, 95°C —

B

~

o o
% N aq.EtOH N
O:ﬂ> O:ﬂ>

Oran 1. 1-(5-(5-(unknonponankapbonmnn)-4,5,6,7-rerparugporueHo|3,2-c|nupuans-2-

WIT)-2-TUAPOKCH-3-MeTOKCH(EeHMIT)3TaH- 1 -OH
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MeO

Cwmech 1-(2-ruapoxcu-3-metokcu-5-(4,4,5,5-rerpamerui- 1,3 -quokconan-2-
win)penmn)stadona (300 mr, 1,0 mmons), (2-6pom-6,7-mguruaporueHo|3,2-clmupunus-5(4H)-
wi)(tukonponui)meranona (342 mr, 1,2 mmons), K2COs (284 mr, 2,1 mmonb) u Pd(dppf).Clz
(84 wr, 0,1 mmoup) B nnokcane (20 mun)/Boae (6 M) nepemeruBany B TeueHue Houu mpu 110°C
B atMoctepe Nz. Cmecwr oxnaxnamu no KT, pasbasmsimm Bomo# (50 mut) u 3KCTparupoBaju
stunaneratoM (50 mn x 3). OpraHudeckue SKCTPAKThl OOBEOMHSIIN, MPOMBIBAIN COJIEBBIM
pactBopoMm (50 M), cymmn Hax Oe3BOAHBIM CyJb(paToM HaTpHs U KOHLEHTpupoBaiu. OctaTok
OUHINAJH KOJOHOYHOH Xpomatorpadueil Ha cunmukarene (NmeTpoJsieiHbIl >¢dup/sTHnanerar =
20:1-10:1) ¢ moxy4eHHeM KeaeMoro MpoMeKyTouHOro coenuHenns (213 mr, Berxon 56%).

Oran 2: KOH (120 mr, 2,16 MMoJb) 1OOaBISLITH K CMECH JKETIAeMOTO MPOMEKYTOYHOTO
coennHeHus u3 srana 1 Beime (200 mr, 0,54 mmounp) u Oenzanbaeruna (57 wmr, 0,54 Mmons) B
EtOH/Bone (10 mn/3 mut). PeakiimoHHYI0 cMeCh HarpeBaid B TedeHue Houu npu 95°C. DrtaHon
VOIS B YCIOBUSX BakyymMa M OCTarok pazbaemsuin Bomod (20 mur). Cmech 3atem
sKcTparupoBasu dTrnaneratoM (20 mu x 3). OpraHudeckue SKCTPAKThl OOBETUHSIIN, CYIIHUIIH
Has OE3BONHBIM CyJb(aToM HATPUsl M KOHLEHTPHpOBaiu. HeouHImeHHbIH MPOAYKT OYHINAIIH
npenapatusHoii BOXKX ¢ monyudeHueM sxkeqaeMoOro KOHEUHOrO MPOAYKTa B BHAE TBEPAOIO
BelllecTBa KOpHuHeBoro 1pera (93 mr, Beixon 38%). 'H AMP (CDCls, 400 MTI'w) & 13,21 (yu,
1H), 7,95 (n, J=15,2 T'y, 1H), 7,58-7,69 (M, 4H), 7,46 (m, 3H), 7,20 (m, 1H), 6,96 (c, 1H), 4,82
(M, 1H), 4,71 (m, 1H), 3,97-4,02 (m, 5H),2,99 (M, 1H), 2,88 (m, 1H), 1,86 (M, 1H), 1,08 (m, 2H),
0,87 (M, 2H); KX-MC m/z [M+H]" paccu. mist C27H25NO4S, 460; Halineno, 460.

IMpumep 75. (E)-2-(1,3-nuoxcan-2-un)-6-¢rop-4-(4-(mupponuans-1-mn)crupun)enon

(coenunenue 108)
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Cycnensuro (E)-3-drop-2-runpokcu-5-(4-(mupponuaus- 1 -um)cTuprn)OeH3anbaernia
(200 wr, 0,64 mmomnb), TpuyTHIOpTOodopMHuara (105 mr, 0,71 mmonps) u BusNBr (2 mr, 0,005
MMOJIb) B TipomnaH-1,3-muone (5 mi) nepememuBany B TeueHue 3 dacos npu KT. PactBopurens
VAQISUIA B YCIOBHMSIX Bakyyma, a o0caaok oummanu mnpenapatuBHoit TCX ¢ monydennem
YKa3aHHOTO B 3aroJIOBKE MPOAYKTa B BHUAE TBEPAOTO BellecTBa >kentoro usera (90 mr, BBIXOA
38%). 'H AMP (JIMCO-16, 400 MI'nn) & 9,62 (c, 1H), 7,29-7,39 (m, 4H), 6,81-6,94 (M, 2H), 6,52
(n, J=8,4 I'y, 2H), 5,76 (¢, 1H), 4,13 (m, 2H), 3,93 (M, 2H), 3,25 (M, 4H), 2,00 (m, 1H), 1,95 (m,
4H), 1,43 (m, 1H); XKX-MC m/z [M+H]" paccu. qnst C2oHsFNO3, 370; Haiineno, 370.

ITpumep 76. 2-¢prop-6-((E)-((4-meTmnmunepasus- 1 -um)umuHo )MeTnn)-4-((E)-4-

(mupponuaus- 1 -wn)crupun)denon (coenunenue 109)

Coenunenne 109 noxyyanu B o0mem, kKak onucaHo B cxeme 6a. (E)-3-¢pTop-2-runpokcu-
5-(4-(muppomuans- 1 -um)crupun)oenzanbaerun (200 mr, 0,64 Mmousb) u 4-MeTununepasus-1-
amuH (74 mr, 0,64 MMOJIb) PACTBOPSITH B 3TaHOJIE. PEakIIMOHHYIO CMECh KUIIATUIIN ¢ OOpaTHBIM
XOJIOMWJIbHUKOM B TeueHHe 2 4acoB. PacTBoputens ypassuu, a octatok ¢uisrpoBamn. Ocanok
MIPOMBIBAJIM 3TAHOJIOM U CYLIMJIM B YCJIOBHSX BaKyyMma C MOJyYE€HHEM YKa3aHHOTO B 3arOJIOBKE
COeIMHEHHS B BUJIE TBEPIOTO BellecTBa OJeaHo-kenToro nsera (210 mr, Boixon 80%). 'H SIMP
(CDCls, 400 MI'r) & 11,65 (ym, 1H), 7,67 (¢, 1H), 7,36 (1, J=8,4 I'u, 2H), 7,18 (M, 1H), 7,00 (c,
1H), 6,87 (n, J=16,0 I'u, 1H), 6,74 (n, J=16,0 I'u, 1H), 6,54 (n, J=8,4 I'u, 2H), 3,32 (M, 4H), 3,27
(M, 4H), 2,71 (m, 4H), 2,42 (c, 3H), 2,01 (m, 4H); XKX-MC m/z [M+H]" paccu. mst C2sH20FN4O,
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409; nHaiigeno, 409.
ITpumep 77. N'-((E)-3-¢rop-2-runpoxcu-5-((E)-4-(mupponmuauns-1-

wi)cTupin)OeH3 e Jaeroruapasun (coequnenue 110)

Yka3zaHHOE B 3aroJIOBKE COEAMHEHHE TIOIYYaIH C MMOMOIIBIO aHAJIOTMYHOTO crocoda, Kak
OTHMCAHO B puMepe 76 u B 00IIeM Kak OMUcaHo B cxeMe 6a, ucrnoibiys (E)-3-¢rop-2-ruapokcu-
5-(4-(mupponuaun- 1-mm)crupun)oenzanpaerun (200 mr, 0,64 MMoinp) 1 aneroruapasun (48 wr,
0,64 MMOJIb), C TIOJyYEHHEM YKa3aHHOTO B 3ar0JIOBKE COENWHEHHs B BHUIE TBEPIOTO BELIECTBA
onenHo-xenroro usera (210 mr, Bexox 89%). 'H SIMP (JIMCO-n6, 400 MI'n) &: 11,79 (c,
0,6H), 11,47 (¢, 0,6H), 11,37 (c, 0,4H), 10,30 (c, 0,4H), 8,35 (c, 0,6H), 8,28 (c, 0,4H), 7,46-7,53
(M, 2H), 7,38 (m, 2H), 7,04 (M, 1H), 6,89 (M, 1H), 6,85 (M, 2H), 3,25 (M, 4H), 2,23 (¢, 1H), 1,95-
2,00 (M, 6H); dKX-MC m/z [M+H]" paccu. nust C21H22FN30,, 368; HalineHo, 368.

ITpumep 78. 2-¢prop-6-((E)-(pennmumuno )mernn )-4-((E)-4-(mupponunun-1-

win)crupun)penon (coeaunenue 111)

Yka3zaHHOE B 3aroJIOBKE COEAMHEHHE TIOIYYaIH C MMOMOIIBIO aHAJIOTMYHOTO crocoda, Kak
OTIHMCAHO B puMepe 76 u B 00IIeM Kak OMUcaHo B cxeMe 6a, ucnonsiys (E)-3-¢rop-2-ruapokcu-
5-(4-(mupponuaun-1-um)crupun)oenzanpaerun (200 mr, 0,64 mmonp) u anwmuH (60 mr, 0,64
MMOJIb) C TOJIYYEHHEM VKa3aHHOTO B 3aroJIOBKE COEJUHEHHsS B BHJIE TBEPIAOrO BEINECTBA
onenno-xenroro usera (200 mr, Bexon 81%). 'H AMP (CDCls, 400 MI'n) §: 13,63 (ym, 1H),
8,66 (c, 1H), 7,30-7,47 (M, 9H), 6,71-6,95 (m, 4H), 3,41 (m, 4H), 2,10 (M, 4H); XKX-MC m/z
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[M+H]" paccu. mnst CasHa3FN2O, 387; naiineno, 387.
IMpumep  79.  2-¢rop-6-((E)-(2-pernnruapazono)mernn)-4-((E)-4-(mupponuaun-1-

win)crupun)denon (coeaunenue 112)

OH

.
O

Yka3zaHHOE B 3aroJIOBKE COEAMHEHHE TIOIYYaIH C MMOMOIIBIO aHAJIOTMYHOTO crocoda, Kak
OTIHMCAHO B puMepe 76 u B 00IIeM Kak OMUcaHo B cxeMe 6a, ucnonsiys (E)-3-¢rop-2-ruapokcu-
5-(4-(mupponuaun- 1-mm)ctupun)oenzanpaerun (200 mr, 0,64 mmoib) u ¢penmruapasux (70 mr,
0,64 MMOJIb), C TIOJyYEHHEM YKa3aHHOTO B 3ar0JIOBKE COENWHEHHs B BHUIE TBEPIOTO BELIECTBA
onenno-xenroro nsera (180 mr, Bexon 70%). 'H AMP (IMCO-g6, 400 MI'n) §: 10,67 (c, 1H),
10,59 (¢, 1H), 8,15 (c, 1H), 7,49 (c, 1H), 7,38 (M, 3H), 7,28 (M, 2H), 7,03 (M, 3H), 6,90 (M, 1H),
6,54 (n, J=8,4 T'u, 2H), 3,26 (m, 4H), 1,96 (m, 4H), KX-MC wm/z [M+H]" paccu. nusa
Ca5H24FN30, 402; HatimeHo, 402.

ITpumep 80. N'-((E)-3-¢rop-2-runpoxcu-5-((E)-4-(mupponmuauns-1-

wi)cTupun)deH3mnaeH )oen3oruapasun (coenqunenue 113)

N
(™

o

=

N

U

Vka3aHHOE B 3aroJIOBKE COEIMHEHNE TIOTyHalIl ¢ IOMOIIBIO aHAJIOTHYHOTO CIOCo0a, Kak
OTHMCAHO B puMepe 76 u B 00IIeM Kak OMUcaHo B cxeMe 6a, ucnonniys (E)-3-¢rop-2-ruapokcu-
5-(4-(mupponuaun- 1-mm)crupun)oenzanpaerun (200 mr, 0,64 mmoins) u Oensoruapasuz (88 mr,
0,64 MMOJIb), C TIOJyYEHHEM YKa3aHHOTO B 3ar0JIOBKE COENWHEHHs B BHUIE TBEPIOTO BELIECTBA
xenToro nsera (240 mr, Bexon 87%). 'H AMP (JIMCO-z6, 400 MI'n) &: 12,29 (c, 1H), 11,58 (c,
1H), 8,67 (¢, 1H), 7,96 (n, J=7,2 T'u, 2H), 7,51-7,64 (M, SH), 7,39 (x, J=8,0 I'u, 2H), 7,06 (x,
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J=16,4 T'u, 1H), 6,90 (», J=16,4 I'y, 1H), 6,54 (», J=8,4 I'n, 2H), 3,26 (M, 4H), 1,96 (m, 4H);
KX-MC wm/z [M+H]" paccu. nns C26H24FN30,, 430; Haiineno, 430.
ITpumep 81. N'-((E)-3-¢rop-2-runpoxcu-5-((E)-4-(mupponmuauns-1-

wi)cTupin)OeH3 e )oeH3oncybhonoruapasun (coenunenue 114)

FOH\HQ
NS

Yka3zaHHOE B 3aroJIOBKE COEAMHEHHE TIOIYYaIH C MMOMOIIBIO aHAJIOTMYHOTO crocoda, Kak
OmMHCaHO B mpuMepe 76 u B oOmeM kak onucaHo B cxeme 6a u3 (E)-3-¢prop-2-runpokcu-5-(4-
(mupponuans- 1 -un)crupmn)oensanpaeruaa (200 mr, 0,64 mmonb) u 6eH3oJcynbhoHOTHAPA3 A
(111 mr, 0,64 MMOIIB), C TIOJNyYEHHEM YKa3aHHOTO B 3aroJIOBKE COCIUHEHUS B BHJAE TBEPAOTO
BelecTBa kentoro 1pera (230 mr, Bbixoa 77%). 'H AMP (IMCO-n6, 400 MI'n) &: 11,74 (c,
1H), 10,36 (c, 1H), 8,19 (c, 1H), 7,90 (n, J=7,2 T'n, 2H), 7,65 (m, 3H), 7,48 (n, J=12,4 I'u, 1H),
7,39 (m, 3H), 6,97 (n, J=16,0 I'y, 1H), 6,85 (x, J=16,0 I'y, 1H), 6,53 (x, J=8,0 I'y, 2H), 3,25 (M,
4H), 1,96 (m, 4H); XKX-MC m/z [M+H]" paccu. ms CosH2aFN303S, 466; Haiineno, 466.

ITpumep 82. (E)-3-¢prTop-2-ruapokcu-5-((E)-4-(mupponnaun- 1 -um)ctuprn)doeH3anbaerus

O-¢dennnokcum (coenunenne 115)

Yka3zaHHOE B 3aroJIOBKE COEAMHEHHE MOyHald ¢ MMOMOIIBI0 aHAJIOTMYHOTO crocoda, Kak
OmMHCaHO B mpuMepe 76 u B oOmeM kak onucaHo B cxeme 6a u3 (E)-3-¢prop-2-runpokcu-5-(4-
(mupponuans- 1 -un)crupun)oersanpaeruna (400 mr, 1,28 mmoib) u O-GpeHIITHIPOKCHIaAMUHA
(140 mr, 1,28 MMOIIB), ¢ MOJNYYEHHEM YKa3aHHOTO B 3aroJIOBKE COCIUHEHUS B BHAE TBEPAOTO

BelllecTBa OopaHkeBoro 1sera (200 mr, Bbixoa 39%). 'H SAMP (AIMCO-z6, 400 MI'n) &: 10,37
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(yw, 1H), 8,81 (c, 1H), 7,67 (c, 1H), 7,58 (n, J=12,0 I'y, 1H), 7,39 (M, 4H), 7,28 (1, J=8,0 I'y,
2H), 7,04 (m, 2H), 6,94 (m, 1H), 6,54 (n, J=8,4 'y, 2H), 3,25 (M, 4H), 1,96 (M, 4H); XKX-MC m/z
[M+H]" paccu. mnsa Co2sHa3FN20,, 403; Halineno, 403.

ITpumep 83. 2-((E)-3-¢prop-2-runpoxcu-5-((E)-4-(mupponunun-1-
WIT)CTHPIIT)OEH3UINIEH )ruIpa3uH- | -kapbokcumunamun (coennnenue 116)
H NH2

i

NH

Cwmech (E)-3-dprop-2-runpokcu-S-(4-(mmupponuans- 1 -un)crupmn)oersanbaeruna (200 mr,
0,64 mMMmoib), ruapasuHKapOokcuMugamuna rugpoxiopuna (70 mr, 0,64 MMonb) W auerara
Hatpust (53 wmr, 0,64 MMonb) B 3TaHosie (5 MJ) KUISITHIM C OOpaTHBIM XOJIONWJIBHUKOM B
TedeHne 5 dacoB. CMech OXJaKAadu A0 KOMHATHOW Temneparypbl U ¢uibTpoBanmn. Ocanok
IPOMBIBAJM 3TaHOJIOM (5 Mut), Bomo# (1 MJI) M CyUIHsIM B YCJIOBUSIX BaKyyMa C IMOJyYEHHEM
YKa3aHHOTO B 3aroJIOBKe MPOAYKTa B BUIE TBEPIOTO BelecTBa 3e1eHoro usera (130 mr, BbIXox
55%). 'H SIMP (AMCO-16, 400 MI'u) &: 11,39 (ym, 1H), 8,29 (c, 1H), 7,53 (c, 1H), 7,36 (m,
3H), 7,01 (m, 1H), 6,84 (M, 1H), 6,54 (», J=8,4 I'y, 2H), 6,43 (ym, 2H), 3,25 (M, 4H), 1,96 (M,
4H); dKX-MC m/z [M+H]" paccu. ans C20H2FNsO, 368; naiineno, 368.
ITpumep 84. (E)-3-(3-umaHaMoun-4-ruapokcu-S-merokcudenn)-1-pennnnpon-2-en-1-
oH (coenunenue 117)
OH O

MeO l /\O

=

U

Oran 1: N-metokcu-N-MeTUIOEH3aMU



214

CDI (7,13 1, 44,0 mmonp) nobaBnsiin K pactBopy OeH3oHHOW kucioTsl (4,88 r, 44,0
mmoab) B AXM (100 wmu). PeakunoHHY0 CMeCh TepeMEIINBAIM B TeUEHHE 2 YacOB IPH
koMHaTHOU Temnepatype. Jobasnsmun N,O-mumermiruapokcunamud. HCI (4,66 r, 48,0 Mmmorb).
Peakuuio mepememnBaiy B TEYEHHWE HOYM MpPHU KOMHATHOH Temmeparype. CMmech pasBoauiu
Hacell. OmkapOoHatoM Hatpusi (100 mur). OpraHudeckuil COW OTHENSTH, a BOAHYIO a3y
MOBTOPHO 3KcTparupoBanu puxjopmeraHoM (100 mnm x  2). OpraHHYecKHe 3KCTPAKTHI
NPOMBIBAJM COJieBbIM pacTBopoM (100 mut), cymmnu Han O€3BOAHBIM Cysib(aToM HaTpusi H
KOHIIEHTPHUPOBAJIH C TIOJyUYE€HHEM YKa3aHHOTO B 3aroJIOBKE MPOAYKTA B BHIE OECIIBETHOTO Macia
(4,9 1, BeixOn 74%), KOTOpPOE HUCHOJB30BAJM B CIEAYIOIIEH peakuuu Oe3 IOTIONHHUTETbHOU
OYHCTKH.

Oran 2: 1-¢penmnmnpon-2-ux-1-oxH

Oruaunmaraus o6pomua (109 mi, 54,54 mmons, 0,5 M B TT'®) mo karuissm H00aBIsLT K
pactBopy cmecu N-metokcu-N-metmnbensamuna (3 T, 18,18 mmonn) B TI'® (20 M) mpu 0°C.
PeakiimoHHyr0 cMech mnepemeniMBajid B TeueHHE | Yaca MpU KOMHATHOM TeMmeparype.
Peakunonnyro cmech racunm Bonoit (50 mu) u noBoamymu pH cuctemsl 1o 7-8 ¢ momorbio 5%
KHSOy4. TT'® ygansnu B yCIOBHUSX BaKyyMa, a BOIHYIO a3y SKCTPArupoBaIM 3THIIALIETATOM
(50 mx x 3). Opranndeckue SKCTPAKThl OOBEANHSIIN, TPOMBIBAIIN COJIEBBIM pacTBOPoM (50 mu),
CYILIMJIN HaJ O€3BOAHBIM CyJIb(aTOM HATPHs M KOHIEHTPHUPOBAIH C MOJYYEHHEM HEOUHIIIEHHOTO
xenaemoro npoaykra (7,4 r, Berxox 97%), KOTOPBIM UCTIONB30BAJIH B CleAyomeil peakuun Oe3
JOTOJIHUTEIIbHON OYUCTKH.

Oran 3: 3-fiox-1-pernnnpon-2-eH-1-0oH

|
=z

Nal (534 wmr, 3,54 mmonb) nobasnsm Kk pactBopy 1-penunmnpon-2-uH-1-oHa (460 wr,
3,54 mmonp) B TOK (3 mu). PeakimoHHyI cMech NepeMeUINBajid B TEUEHHE 2 4acOB IPH
KOMHATHOHW TemnepaType. PacTBop mo kamisiM mo0aBisiM K PacTBOPY HAchlll. OmkapOOHaTa
HaTpus (20 mit), a 3aTeM dKCTparupoBau sTmnaneratoM (20 mi x 3). OpraHuydecKue SKCTPaKThI
O0OBEUHSIIN, TPOMBIBAJI COJIEBBIM pacTBOpoM (20 mur), cyurmin Haj Oe3BOAHBIM CyJb(HaTOM
HATPUsl U KOHIEHTpHupoBaign. OCTaTOK OYMINAN KOJIOHOYHOM XpoMaTtorpadueil Ha CHuKaresne

(nerponetinbiii 3¢up/sTunanerar = 200:1-100:1) ¢ monydeHuem skexaemoro npoaykra (900 mr,



215

gyucrora ~60%, Berxon 59%).

Oran 4: (E)-1-(5-6pom-3-merokcu-2-(4-meTokcnbeHsmnokcn)peHn)-3-penunmnporn-2-

eH-1-oH
IIDMB
(o] (o]
ACRA®
Br

Cwmecp 1-(5-6pom-2-runpoxcu-3-meTokcudenmn)sradona (2 r, 8,7 mmoins), PMBCI (2,7
r, 17,4 mmons) 1 KoCOs (3,6 T, 26,1 mmons) B IM®A (10 mu) nepememnBany B TedeHne 1 yaca
npu 90°C. Cmech oxyiaxkgaid A0 KOMHATHOW TemmepaTryphl, pa3dasisuin Bomoid (50 m).
[TonyueHHbIN Ocazok coOMpanu ¢ NMOMOIIBI (UIBTPALMK M CYIIMIH ¢ TnojydeHuem PMB-
3aIUIIEHHOrO KeToHa (3,2 T, KOJIMYECTBEHHBIH BBIXOA), KOTOPBIH MCIIOJNB30BAIN B CIEIYIOLIEH
peakunu Oe3 nomojHHUTENbHOW ouncTkn. PMB-keton (1,2 r, 3,3 MMOJb) pacTBOpsUId B
EtOH/Bone (20 mu/7 mi). Jobasmsmu KOH (739 wr, 13,2 mmoinb) u 6enzanbaerun (350 mr, 0,54
MMOJIb). PeakioHHyt0 cMech HarpeBajiu B TedeHHe Houm npu 95°C. DrTaHON ymamsia B
YCIOBHUSIX BakyyMa M OCTaTok pasbaBmsumi Bomod (20 mur). Cmech 3aTeM 3KCTparupoBad
stunaneratoM (20 mu x 3). OpraHuueckne 3KCTPAKThl OObEIUHSUIH, CYIIMIA HaJ Oe3BOJTHBIM
cynb(aroM HaTpus M KOHLEHTPUPOBAIU C MOJYyYEHHEM HeouuleHHoro coenuHenus 4 (1,2 T,
BbIXOZ 81%), KOTOPBII MCHONB30BAIH B CIEAYIOLIEH peakunu Oe3 NOMOJHUTETbHONH OYMCTKHU.
XKX-MC wm/z [M+Na]" paccu. mst C24H21BrOs, 476; naiineno, 476.

Oran  5:  (E)-1-(3-metokcu-2-(4-merokcubensmiokcn)-5-(4,4,5,5-rerpameri-1,3,2-
nuokcadopostan-2-wuin)peHmn)-3-peHunpon-2-eH-1-oH

FI’MB

o O
“UTC
BPin

Cmech  mpoxykra  BblieykasanHoro ostama 4 (1,2 T 2,7  MMOIb),

ouc(nnrakonaro)audopona (686 mr, 2,7 mmons), KOAc (778 wr, 8,1 mmonb) u Pd(dppf).Cl
(221 wr, 0,27 mmonb) B auokcane (30 mi) nmepememuBanu npu 110°C B TeyeHue 2 4acos B
armocdepe Na. CMech oxnakgand 10 KOMHATHOW TeMImeparypsl, pa3daBisui Boxoit (50 mu) u
skcTparupoBann  stunaneratoMm (50 mn x  3). OpraHudeckwe SKCTPaKTbl OOBENNHSIIH,

NPOMBIBAJIM COJIEBBIM pactBopoM (50 mur), cymmnm Han Oe3BOAHBIM CyJIb()aTOM HATPHS H

KOHIEHTpupoBaid. (OCTaTOK OYHMINANM KOJOHOYHOW Xpomarorpaduedl Ha CHIHMKarese
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(nerponerinbiii d¢up/stunanerar = 20:1-10:1) ¢ mosydeHHEM yKa3aHHOTO B 3arOJIOBKE TIPOAYKTA
(710 mr, BbIxox 53%). JKX-MC m/z [M+Na]" paccu. anst C30H33BOs, 523; Halineno, 523.

Oran 6: Cmech mpoaykra BblIeyka3aHHoro stama 5 (500 mr, 1,0 mmons), 3-fion-1-
¢denmnmnpon-2-exH-1-ona (358 mr, 1,0 mmous), KoCOs (414 wmr, 3,0 mmons) u Pd(dppf):Cly (41
mr, 0,1 mmons) B arokcane (20 mu) u H2O (7 min) nepemernBanu nipu 110°C B Teuenne 3 yacos
B atMoc(epe Nz. CMech oxnaxknanu 10 KOMHAaTHON TeMIiepatypsl, pazdasisiim Bogoi (50 mi) u
stunaneratoM (100 mur). TonyuenHsiii ocanok ¢uisrposanu. Opranndeckuii cioii (uisTpara
coOupanu, oOBENUHSUIN, CYIIMIA Haa OE3BOIHBIM Cyab(haTOM HATPUS M KOHLEHTPUPOBAIIH.
Ocratox ouMImamu  KOJIOHOYHOM  Xpomartorpadueid Ha  cuiukarene  (TETpOJEHHBINA
s¢up/atunanerar = 20:1-10:1) ¢ monydeHnem HeouumeHHoro PMB-3amuineHHOro mpoaykTa
(307 wmr, Bbxonm 61%). PMB-3amumenssiii npoaykr (300 mr, 0,60 MMoOnb) pacTBOPSIH B
muxynopmerane (5 ) u gobGasmsmun TOA (3 mu). PeaknnoHHYr0 cMech NepeMeInnBaId B
TeyeHHe | wyaca mpU KOMHATHOW Temrmepartype. PacTBopurens ymaisuii, a OCafoK OYHINAJIH
npenapatuBHoil TCX ¢ nonydeHueM kelaeMoro ykasaHHOTO B 3ar0JIOBKE KOHEUHOTO IMPOAYKTa
B BUJIe TBEPJOro BellecTsa xkearoro nsera (51 mr, Beixon 22%). 'H SIMP (CDCls, 400 MT'n) &:
13,63 (¢, 1H), 7,98-8,05 (m, 3H), 7,34-7,84 (m, 13H), 4,02 (¢, 3H); KX-MC m/z [M+H]" paccu.
s CasHaoOy4, 385; Hakineno, 385.

ITpumep 85. 4-(((E)-3-¢Top-2-runpoxcu-5-((E)-4-(mupponmuans-1-

WJT)CTUPIIT)OSH3WINICH )AMHHO )- | -MeTunmunepasuna 1-okcun (coenunenue 118)

OH N

B crexknsuHom  (nakone obvemom 20 wmn coemuHenue  2-prTop-6-((E)-((4-
Metrianunepasus- 1 -um)umuno)Metnn)-4-((E)-4-(muppommans- 1 -um)ctupun)peron (u3 npumepa
110 Bemme) (102 mr, 0,25 MMoJb) pactBopsH B xiopodopme (5,0 mir) 1 Bo ¢uiakoH go0aBism
mCPBA (67 wr, 0,3 mMmonb). 3ateM (JIakOH 3aKpbIBalM W TMEPEMEIINBAIH IPH KOMHATHOM
temrieparype B TeueHue 10 muH. be3 kakoii-mndo oOpaboTKH peakIMOHHBIN PacTBOP 3arpysKajiu
HETIOCPEACTBEHHO BO  BJAXKHYK  OKHCHO-AIIOMHHHEBYIO  KOJIOHKY W 3JIIOUPOBAJIH

nuxjgopmeraHoM-mMeTaHoJioM  (0-15%). Ouuinenable  (pakiuuud MPOAYKTa OOBENUHSIIN U
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BBIMIAPUBAJIN C TMOJYYCHHUEM JKEJIAeMOTO MPOAYKTA B BUJE TBEPIOTO BEIIECTBA CBETJIO-XKEJITOTO
useta (35 mr, Bbixon 33%). 'H SIMP (500 MI'u, xnopodopm-n) & 11,36 (c, 1H), 7,77 (c, 1H),
7,36 (n, J =8,4 Ty, 2H), 7,21 (n, J = 12,0 I'y, 1H), 7,02 (c, 1H), 6,88 (g, J = 16,2 T'y, 1H), 6,74
(n, J =16,2 T'y, 1H), 6,54 (n, J = 8,3 I'y, 2H), 3,80 (1, J = 12,5 I'y, 2H), 3,53 (m, J = 11,4 I'y,
4H), 3,40 (n, J = 11,2 T'y, 2H), 3,32 (an, J = 14,7, 8,1 I', 4H), 2,30 — 1,86 (m, 7H); XKX-MC m/z
[M+H]" paccu. mnsa C2aH20FN4O,, 425; Halineno, 425.

ITpumep 86. (E)-3-¢rop-2-runpokcu-5-(2-(6-(mmpponuans- 1 -wn)nupuans-3-

w1)BUHII)OeH3abaeruy (coequHenue 119)

Oran 1: 6-(muppouanH- 1 -1 )HUKOTHHATBIETH]T

_0
.
2N
O
Cwmecp O-xnopaukotuHanpaeruaa (141 mr, 1,0 mmons), mupponuguna (142 wmr, 2,0
mMMmodib) U (ocdara kamust (848 mr, 4,0 Mmoup) B muokcane (10 Mr) HarpeBanu B TeUEHUE HOUH
npu 95°C. PeaklIMOHHYIO CMeCh OXJIAKIadu IO KOMHATHOW TeMIlepaTyphl, pa30aBIisiid BOAOU
(20 mu) u skcrparupoanmu EtOAc (20 ma x 3). OpraHudeckue CJIOU OObEIUHSIIH, TPOMBIBAJIH
COJIEBBIM pacTBOPOM (20 mut), cymmimm Haa O€3BOAHBIM CYIb()aTOM HATPHS M KOHLEHTPHPOBAJIH.
Ocrarox ouMImamu  KOJOHOYHOH  Xpomartorpadueil Ha  cuiukarene  (IETPOJICHHBIN
s¢up/sTunanerar = 50:1-15:1) ¢ nony4enuem sxemaemoro npoaykra (130 mr, Bbixon 74%). 'H
SAMP (IMCO-z6, 400 MI'n) &: 9,71 (¢, 1H), 8,57 (c, 1H), 7,85 (n, J=9,2 I'n, 1H), 6,57 (n, J=9,6
I'n, 1H), 3,49 (m, 4H), 1,97 (M, 4H).

Oran 2: 2-(muppoauanH- 1-1)-5-BUHUITUPUINH
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Metuntpudenunpocdonus o6pomun (405 mr, 1,14 mmons) cycnenauposanu B TT'® (5
M) 1 oxnaxnaanu go 0°C Ha neastHoM OaHe B aTMocdepe a3oTa. 3aTeM Mo KarisiM J00aBIIsUd n-
BuLi (0,46 mn, 1,14 Mmmonsb, 2,5 M B TT'®). PeakiinoHHyr0 CMeCh MepeMelnBain B TeueHue 1 4.
npu 0°C. 3aTeM 1o KamisiM 100aBisu pacTBop O-(mupponuaus-1-un)HukotuHansaeruaa (100
mr, 0,57 mmonp) B TI'® (5 mur). PeakimoHHyr0 cMech NepeMeInnBaiu B TedeHue | waca mpu
KOMHATHOM Temmeparype. Peakunio racuin HachIIIEHHBIM PAacTBOPOM XJIopuaa amMmoHus (20
i) u skcrparupoBaiu EtOAc (20 mi x 3). Opranudeckue Cjaou OOBETUHSIIH, MPOMBIBAIN
COJIEBBIM pacTBOPOM (20 mut), cymmimm Haa O€3BOAHBIM CYIb()aTOM HATPHS M KOHLEHTPHPOBAJIH.
OcTaTok WCMOJB30BAU B CIENyOmeld peakiuu 0e3 momosHuTenbHON ounctku. KX-MC m/z
[M+H]" paccu. mnsa C11H14N», 175; naiineno, 175.

Oran 3: Cmech 5-6pom-3-¢rop-2-runpokcudensanpaeruna (124,3 mr, 0,57 mmouns), 2-
(mupponuans- 1 -1)-5-BUHIIIMTNPUANHA (HEOUHIEHHBIH, 0,57 MMOJIb), 1,3-
ouc(mugpennndpocduno)nponana (dppp) (47,0 mr, 0,11 mmods), mopommka KoCO3 (236,0 mr, 1,71
MMoJib) U aterara najuaaus (12,8 mr, 0,06 mmons) B JIM®PA-Boae (2 mu:0,6 mMi1) HarpeBaiu B
teueHre Houu mpu 90°C. Cmech oxyakaanu 10 KOMHATHOW TeMIIEpaTyphl, pa3daBIisiiu BOAOH
(10 mx) u sxcrparupoanu stunaneratoM (10 v x 3). Opraauyeckre 3KCTPaKThl OOBEIUMHSIIH,
NPOMBIBAIM COeBbIM pacTBopoM (10 mut x 3), cymmiau Hax Oe3BOAHBIM CyJIb(aTOM HATPUS H
KOHLEHTpupoBaid. (OCTaTOK OYMINAIM KOJOHOYHOW Xpomarorpaduedl Ha CHIHMKarese
(nerponerinbiii 3¢up/sTunanerar = 10:1-3:1) ¢ monydeHueM 3KeIaeMOro TNPOAYKTAa B BHIE
TBEPJOro BEIECTBA OPaHKeBOro 1Bera (26 Mr, Bbxon 15%, oOmuil BbIXOA 3a jABa 5Tana). 'H
SAMP (CDCls, 400 MI'm) &: 9,97 (¢, 1H), 8,24 (¢, 1H), 7,69 (n, J=8,8 I'u, 1H), 7,52 (n, J=11,6
I'n, 1H), 7,44 (c, 1H), 6,91 (x, J=16,0 I'u, 1H), 6,78 (a, J=16,4 I'u, 1H), 6,44 (1, J=9,2 I'u, 1H),
3,54 (m, 4H), 2,06 (m, 4H); XKX-MC m/z [M+H]" paccu. naa CisHi7FN,O,, 313; Haiineno, 313.

ITpumep 87. (E)-3-¢rop-2-runpokcu-5-(2-(5-(mupponuans- 1 -wn)nupuans-2-

w1)BUHII)OeH3abaeruy (coequHenne 120)
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Cwmecp S-¢propnuxonmnansaeruga (141 mr, 1,0 mmons), nmuppomuanaa (142 mr, 2,0
mMMmodib) U (ocdara kamust (848 mr, 4,0 Mmoup) B muokcane (10 Mr) HarpeBanu B TeUEHUE HOUH
npu 95°C. PeaklIMOHHYIO CMeCh OXJIAKIadu N0 KOMHATHOW TeMIIepaTyphl, pa30aBsid BOIOM
(20 mu) u skcrparupoanmu EtOAc (20 ma x 3). Opranudeckue CJION OObEIUHSIIH, TPOMBIBAJIH
COJIEBBIM pacTBOPOM (20 mut), cymmimm Haa O€3BOAHBIM CYIb()aTOM HATPHS M KOHLEHTPHPOBAJIH.
Ocrarox ouMImamu  KOJOHOYHOH  Xpomartorpadueil Ha  cuiukarene  (IETPOJICHHBIN
s¢up/sTrnanerar = 50:1-15:1) ¢ mony4yennem sxkemxaemoro npoaykra (120 mr, Berxon 68%).

Oran 2: S5-(mupponuanH- 1-mn)-2-BUHUITHPUINH

Metuntpudennnpocdonus 6pomun (1,21 r, 3,42 mmonb) cycrienauposanu B TT'® (10
M) 1 oxnaxnaanu go 0°C Ha neastHOM OaHe B aTMocdepe a3oTa. 3aTeM Mo KaruisiM T00aBIIsH h-
BulLi (1,38 mu, 3,42 Mmmonb, 2,5 M B TT'®). PeakiimonHyr0 cMech MepeMernnBaiu B TeueHue 1 4.
npu 0°C. 3arem no KarsiM A00aBJISIIN pacTBOp S-(mupponuanH-1-wn)nukoanHansaernaa (300
mr, 1,71 mmonp) B TI'® (5 mur). PeakiimoHHyI0 cMech MepeMeIlnBaid B TedueHue | gaca mpu
KOMHATHOH Temmeparype. Peakunio racuin HaChILIEHHBIM PacTBOPOM xyopuaa ammonus (30
i) u skcrparupoBaiu EtOAc (30 mn x 3). Opranudeckue Cjaou OOBEIUHSIIN, MPOMBIBAIN

coJieBbIM pacTBOpoM (30 mut), cymmimm Hax O€3BOAHBIM CYIb()AaTOM HATPHS M KOHLIEHTPUPOBAJIH.
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OcTtaTok UCTIONB30BAIH B CIIEAYIOIIEH peakuu 0e3 JOMOJHUTEIbHONH OYHCTKH.

Oran 3: Cmech 5-O6pom-3-¢prop-2-runpokcudensanpaeruna (373 mr, 1,71 mmons), 5-
(mupponuans- 1 -1)-2-BUHIIIITHPUANHA (HEOUHIEHHBIH, 1,71 MMOJIb), 1,3-
ouc(nugpennnpocduno)nponana (dppp) (141 mr, 0,33 mmouns), nopomka KrCOs (708 wmr, 5,13
MMOJIb) U auerara najuaaus (38,4 mr, 0,18 mmons) B JIM®PA-Boae (6 mur:1,8 mir) Harpesanu B
teueHne Houun mnpu 90°C. Cwmecy oxnaxnamu a0 KT, pasGasmsmu Bomoit (10 M) u
skcTparupoBann  stunaneratoMm (10 mnm x  3). OpraHudeckne 3SKCTPaKTbl OOBENMHSIIH,
NPOMBIBAIM COeBbIM pacTBopoM (10 mut x 3), cymuian Hax Oe3BOAHBIM CyJIb(aTOM HATPHS H
KOHLEHTpupoBaid. (OCTaTOK OYMINAIM KOJOHOYHOW Xpomarorpaduedl Ha CHIHMKarese
(nerponerinbiii sdup/stunanerar = 10:1-3:1) u npombiBaau KOMOHWHAIMEH METPOJICHHOTO
sdupa/auXIOpMeTaHa ¢ MOJYUYEHHUEM KEJIaeMOro MPOAYKTa B BHJIE TBEPAOTO BElLIeCTBa OJeqHO-
enToro 1sera (45 mr, Berxon 8% 3a asa stana). 'H AMP (JIMCO-16, 400 MI'n) &: 10,99 (y,
1H), 10,29 (c, 1H), 7,96 (¢, 1H), 7,84 (n, J=12,4 I'u, 1H), 7,64 (c, 1H), 7,35 (n, J=8,4 I'u, 1H),
7,28 (1, J=16,4 I'u, 1H), 7,14 (n, J=16,0 I'u, 1H), 6,90 (n, J=8,8 I'u, 1H), 3,30 (m, 4H), 1,97 (m,
4H); KX-MC m/z [M+H]" paccu. nns CisHi17FN2O:, 313; Halineno, 313.

ITpumep 88. 1-(((E)-3-¢Top-2-runpokcu-5-((E)-4-(mapponuans-1-

WJT)CTUPIIT)OSH3WIIUIEH JAMIHO ) IMHUIA30 M INH-2,4-11OH (coequHenue 121)

Yka3zaHHOE B 3aroJIOBKE COEAMHEHHUE TOJIydain B 00IIeM, Kak onucaHo B cxeme 6b. (E)-
3-rop-2-ruapokcu-S-(4-(mupponuans- 1 -un)crupun)oenzanpaerun (200 mr, 0,64 mmons), 1-
aMHUHOUMHIA30UANH-2,4-1roHa ruapoxiopun (195 wmr, 1,28 mmons) u TOA (195 wr, 1,92
MMOJIb) PACTBOPSUIM B 3TaHOJE. PEakIMOHHYIO CMECh KHUITATUINA C OOPAaTHBIM XOJOAUIBHUKOM B
TeueHne 2 dYacoB. PactBopurens ynmamsimu, a octatok ¢uibTpoBanmyd. Ocamok MPOMBIBAIN
STAHOJIOM U CYIIWJIM B YCIOBHSIX BaKyyMa C MOJYYEHHEM YKa3aHHOTO B 3ar0JIOBKE COCTUHEHUS
B BUJE TBEPJOro BELIECTBA OpaHs;keBoro 1sera (200 mr, Bexoa 76%). 'H AMP (JIMCO-n6, 400
MI'n) 6: 11,42 (ym, 1H), 10,78 (ym, 1H), 8,01 (¢, 1H), 7,51 (c, 1H), 7,40 (n, J=8,8 I'u, 2H), 7,02
(n, J=16,4 I'u, 1H), 6,89 (1, J=16,4 'y, 1H), 6,54 (n, J=8,8 I'y, 2H), 4,41 (c, 2H), 3,26 (m, 4H),
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1,95 (m, 4H); XKX-MC m/z [M+H]" paccu. ns C2oH21FN4O3, 409; HaiineHo, 409.
ITpumep 89. (E)-3-¢prTop-2-runpokcu-5-((E)-4-(mupponnaun- 1 -um)ctuprn)OoeH3anbaerus

O-sTunokcum (coenuaenue 122)

Vka3aHHOE B 3aroJIOBKE COEIMHEHUS ITOJIy9aIl C MOMOIIBI0 aHAJIOTUYHOTO CIOco0a, Kak
omncaHo B mpumepe 88 um B oOmem kak omucaHo B cxeme Ob, ucrnonbsys (E)-3-¢rop-2-

0,64 wmwmomp), O-

2

rUpoKCcH-5-(4-(muppomuaun- 1-mwn)ctupun)oensampaerun (200 wmr
sTunruapokcuamuaa ruppoxiopun (75 wmr, 0,77 mmonb) u TOA (129 wr, 1,28 mmons), ¢
MOJIYY€HHEM YKa3aHHOTO B 3aroJIOBKE COCIMHEHUS B BHJIE TBEPAOTO BEIIECTBA OJIECIHO-KEITOrO
useta (140 wmr, Boixon 61%). 'H AIMP (CDCls, 400 MI'u) &: 10,08 (yw, 1H), 8,19 (¢, 1H), 7,40
(n, J=8,4 'y, 2H), 7,30 (m, 1H), 7,03 (c, 1H), 6,91 (n, J=16,0 I'y, 1H), 6,78 (1, J=16,0 'y, 1H),
6,61 (M, 2H), 4,28 (x, J=7,1 I'n, 2H), 3,36 (m, 4H), 2,07 (M, 4H), 1,38 (1, J=7,0 'y, 3H); XKX-MC
m/z [M+H]" paccu. g C21H23FN2O,, 355; Haiineno, 355.

IIpumep 90. (E)-2-¢pTop-6-(runpokcumernn)-4-(4-(mupponuans- 1 -mn)crupun)henon

(coenunenue 123)

B xpyrnomonnoii xonbe oobemom 25 mu LiAlHs (26 mr, 0,64 mmoip) noGaBisiam K
pactBopy (E)-3-¢pTop-2-runpokcu-5-(4-(nmuppomuaus- 1 -um)ctupun)oenzanpaeruna (100 wr,
0,32 mmonb) B TI'® (5 mur) mpu 0°C. PeakimoHHy0 cMech nepeMennBany B Tedenne 30 MuH.
IIpU KOMHATHOMN TeMIlepaType U racuiu JefasHoi Bonoi. CMech 3KCTparupoBajl 3THUIALETaTOM

TPHUXKIbL. OpFaHI/ILIeCKI/Ie SKCTPAKThI O6”beI[I/IH$I.]'II/I, MNpOMbBIBaJIN COJICBBIM PACTBOPOM, CYILIWUIH
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Han Oe3BOAHBIM Cynb(aroM HaTpus © KOHUEHTpupoBaimd. OCTaTOK TNEpPeMELINBAIN B
KOMOHWHAIMKM TeTposieHoro sdupa/muxmopmerana u ¢uibrpoBamn. Ocaok CymIWwid B
YCIOBHUSIX BaKyyMa C TMOJIYYeHHMEM YKa3aHHOTO B 3aroJIOBKE MPOAYKTa B BHIE TBEPAOIO
BelecTsa 3ejeHoro upera (50 mr, Bbixoa 50%). 'H SAMP (AMCO-16, 400 MI'n) &: 9,48 (yu,
1H), 7,37 (n, J=8,8 I'y, 2H), 7,24 (M, 2H), 6,95 (n, J=16,4 I'n, 1H), 6,84 (1, J=16,4 I'y, 1H), 6,53
(m, J=8,8 T, 2H), 4,52 (¢, 2H), 3,25 (m, 4H), 1,98 (v, 4H); KX-MC m/z [M+H]" paccu. nus
C1oH20FNO,, 314; natineno, 314.

ITpumep 91. (E)-2-((muxmonponmiaMuHo )MeTHN )-6-hTop-4-(4-(muppoauaus-1-

wi)crupmn)peHon (coenuaenne 124)

OH

A

N
H

9

U

Pacteop (E)-3-¢rop-2-ruapoxcu-5-(4-(mupponuans- 1-un)crupun)denzanpaeruaa (120
mr, 0,39 MMoub) u nukiIonponanamuHa (27 mr, 0,47 MMOJIb) B MeTaHOJE (5 MJT) IepeMeInnBaiu
B TEUEHHE 2 4acoB NPH KOMHATHOH Temnepatype. Jobasmsnm nuanoboprunpun Harpus (121 mr,
1,93 mMMonb) W peakIMOHHYI0 CMech HarpeBaiu B TedueHue Houn mnpu S0°C. PactBopurens
yAAJSTA B YCJIOBUSIX BAKyyMa, a OCTaToK pa3bdasisiin Bonoit. Cucremy nonkucisui 1o pH 5-6 u
SKCTPArupOBAIN JAUXJIOPMETAHOM IBAXKAbl. OpraHUYecKHe >KCTPAKThl OOBEAMHSIH, CYIIHIIH
Has Oe3BOOHBIM CyNb(paTOM HATPUsl M KOHIEHTpUpoBaiu. OCTaTOK OYMIIAIN MPEnapaTHUBHON
TCX ¢ monydeHHEM YKa3aHHOTO B 3arojiOBKe NPOIYKTa B BHIE TBEPIAOrO BELIECTBA OENoro
usera (55 wmr, Boixon 38%). 'H SAMP (CDCls, 400 MI'w) &: 7,38 (n, J=8,8 I'y, 2H), 7,15 (x,
J=12,0 I'u, 1H), 6,92 (c, 1H), 6,88 (n, J=16,0 I'y, 1H), 6,75 (a, J=16,4 I'u, 1H), 6,56 (1, J=8,8
I'm, 2H), 4,13 (c, 2H), 3,34 (m, 4H), 2,27 (m, 1H), 2,03 (m, 4H), 0,58 (M, 4H); )KX-MC m/z
[M+H]" paccu. msa C2oHasFN2O, 353; Haiineno, 353.

IMpumep 92. 2-((E)-((4-umxnonponunnunepasus- 1-mn)uMuHo )MeTin)-6-¢prop-4-((E)-4-

(mupponuaus- 1 -wn)crupun)dperon (coenunenue 125)
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Vka3aHHOE B 3aroJIOBKE COEIMHEHHUS MOTy4alIl ¢ IOMOIIBI0 AHAJOTUYHOTO Crocoba, Kak
omncaHo B mpumepe 88 um B oOmem kak omucaHo B cxeme Ob, ucrnonbsys (E)-3-¢rop-2-
rHOPOKCU-5-(4-(muppomuane- 1 -un)ctupun)oensanpaeruny (2000 mr, 0,64  wmmonb), 4-
LUKJIONPOTHIIHAIIEepa3HH- | -amuna aurunpoxiaopun (165 mr, 0,77 mmons) u TOA (195 mr, 1,93
MMOJIb), C TOJIYYEHHEM YKa3aHHOTO B 3arojIOBKE COEIUHEHMsS B BHIE TBEPIOTO BELIECTBA
6nenno-xentoro nseta (240 mr, Beixon 86%). 'H AMP (AMCO-a6, 400 MI'n) &: 11,56 (yu,
1H), 7,92 (c, 1H), 7,34 (m, 4H), 6,99 (1, J=16,4 I'u, 1H), 6,83 (n, J=16,4 'y, 1H), 6,54 (1, J=8,4
I'u, 2H), 3,25 (M, 4H), 3,11 (m, 4H), 2,74 (m, 4H), 1,96 (M, 4H), 1,70 (m, 1H), 0,45 (M, 2H), 0,36
(M, 2H); XKX-MC m/z [M-H] paccu. nis CasH31FN4O, 433; HatineHo, 433.

ITpumep 93. 2-((E)-((4->runnunepasus- 1 -wn)umMuso )MeTrn)-6-grop-4-((E)-4-

(mupponuaus- 1 -wn)crupun)denon (coenunenue 126)

b

VYka3aHHOE B 3aroJIOBKE COEIMHEHHUS MOTyHalIl ¢ IOMOIIBI0 aHAJIOTHYHOTO CIOCo0a, Kak
omncaHo B mpumepe 88 um B oOmem kak omucaHo B cxeme Ob, ucrnonbsys (E)-3-¢rop-2-
rHOPOKCU-5-(4-(muppommuane- 1 -un)ctupun)oensansaeruny (1000 mr, 0,32 mmonb), 4-
sTUNnunepasuH-1-amuna aurunpoxiopun (78 mr, 0,38 mmoine) u TOA (97 mr, 0,96 mmodb), €
NOJIyuYeHNEM YKa3aHHOTO B 3ar0JIOBKE COEAMHEHUsS B BUZE TBEPAOIO BELIECTBA OJIETHO-KENTOTO
useta (100 mr, Beixoa 74%). 'H AMP (JIMCO-n6, 400 MI'n) &: 11,57 (ym, 1H), 7,92 (¢, 1H),
7,36 (m, 4H), 6,99 (n, J=16,4 'y, 1H), 6,83 (x, J=16,4 I'y, 1H), 6,54 (x, J=8,4 'y, 2H), 3,25 (m,
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4H), 3,16 (m, 4H), 2,56 (M, 4H), 2,39 (x, J=7,2 I'u, 2H), 1,96 (m, 4H), 1,04 (T, J=7,2 'y, 3H);
KX-MC m/z [M-H] paccu. ans C2sH31FN4O, 421; natineno, 421.
ITpumep 94. 2-¢pTop-6-((E)-(MopponuHoumuno )MeTnn)-4-((E)-4-(mupponmuans- 1 -

win)crupun)enon (coeaunenue 127)

Yka3aHHOE B 3aroJIOBKE COEAMHEHHUE TIOIyYaId € MTOMOIIBIO aHAJIOTMYHOTO Crocoda, Kak
omncaHo B mpumepe 88 um B oOmem kak omucaHo B cxeme Ob, ucrnonbsys (E)-3-¢rop-2-
rHAPOKCH-5-(4-(muppommans- 1 -nn)ctupmn)oensansaerun (200 mr, 0,64 Mmonb) u MopdonH-4-
amue (130 mr, 1,28 MMoOJB), ¢ MOJYYEeHHEM YKa3aHHOTO B 3aroJIOBKE COEAMHEHUs B BHIE
TBEPJIOTO BEIIECTBA OIemHO-KenToro usera (220 mr, Bbixoa 87%). 'H AMP (JIMCO-16, 400
MI'n) &: 11,44 (ym, 1H), 7,99 (c, 1H), 7,36 (m, 4H), 6,99 (1, J=16,4 I'n, 1H), 6,83 (1, J=16,4 I'ny,
1H), 6,54 (n, J=8,8 I'y, 2H), 3,79 (m, 4H), 3,25 (m, 4H), 3,15 (M, 4H), 1,96 (m, 4H); dKX-MC m/z
[M+H]" paccu. msa C23Ha6FN30,, 396; Halineno, 396.

IMpumep 95,  Tper-6yrun  4-(((E)-3-¢pTop-2-runpokcu-5-((E)-4-(mupponuaun-1-

WJT)CTUPIT)OSH3WIIUISH JAMIHO )THIepa3uH- | -kapbokcunar (coenunenue 128)

o
OH (\NJ\OJ<
\N’N\)

Vka3aHHOE B 3aroJIOBKE COEIMHEHUE MTOJYYaIn C OMOIIBI0 aHAJIOTHYHOTO CIOCo0a, Kak
omncaHo B mpumepe 88 um B oOmem kak omucaHo B cxeme Ob, ucrnonbsys (E)-3-¢rop-2-
rHAPOKCH-5-(4-(muppommans- 1 -nn)ctupmn)oensansaerun (200 mr, 0,64 MMoIb) 1 TpeT-OyTHI 4-

aMuHONUNepasuH- 1 -kapookcunat (259 mr, 1,28 MMoIIB), ¢ IOJyUE€HHEM YKAa3aHHOTO B 3ar0JIOBKE
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COeIHEHH s B BHIe TBEPOro BemecTsa Oenoro useta (155 mr, sbixon 49%). 'H AMP (JIMCO-
16, 400 MI') 6: 11,42 (ym, 1H), 7,98 (¢, 1H), 7,36 (M, 4H), 6,99 (n, J=16,0 T'u, 1H), 6,84 (x,
J=16,8 T'u, 1H), 6,54 (n, J=8,8 I';, 2H), 3,53 (m, 4H), 3,25 (M, 4H), 3,14 (m, 4H), 1,96 (m, 4H),
1,43 (c, 9H); XKX-MC m/z [M+H]" paccu. nnst C2sH3sFN4Os, 495; Hadineno, 495.

IMpumep 96. 2-¢rop-6-((E)-(munepasun- 1-unumuno )Metnin)-4-((E)-4-(mupponmuans-1-
WI)CTUPIUT)(PEHOIA THIPOXIIOPU (XJIIOPUCTOBOIOPOAHAS COJIb coenuHenus 129)
OH " NH

SN

N

IMonyuennsiii Boime tper-Oytrn 4-(((E)-3-¢prop-2-runpokcu-5-((E)-4-(mupponuaun-1-
WUT)CTHPIUIT)OSH3UIIHNIEH )aAMUHO )rThnepa3uH- 1 -kapookcunat (90 mr, 0,18 mmounb) (cM. mpumep 96
Bbie) obpabateiBamn 6N HCl/munokcanom (5 mit), GUIBTPOBAIM M NMPOMBIBAIN HEOOIBLINM
KOJIMYECTBOM JUXJIOPMETAHA C NMOJy4eHHneM Boc-He3auumeHHoN XIOpUCTOBOOPOAHON COHU B
BHJIe TBEPIOTO BelecTsa Oenoro msera (55 mr, Boixona 70%). 'H AMP (AIMCO-z6, 400 MTI'n) &:
11,13 (ym, 2H), 9,97 (ym, 1H), 9,20 (ym, 2H), 8,04 (c, 1H), 7,41 (M, 4H), 7,00 (», J=16,4 I'y,
1H), 6,84 (n, J=16,8 I'u, 1H), 6,58 (n, J=8,4 I'y, 2H), 3,41 (m, 4H), 3,28 (M, 8H), 1,97 (M, 4H);
KX-MC m/z [M-H] paccu. ans C23H27FN4O, 393; natineno, 393.

buonornueckuii mpumep 1. AHanmu3 in vitro

Cunrternyecknii  auaumibHbll  gunonporenH (Pam2CSK4, aromuct TLR2/6) wu
cuHTeTHYeCKUH TpuanmiabHbll nunonporenH (Pam3CSK4, aronuct TLR1/2) momywamu ot
InvivoGen u pacTBOpsutM B He coneprKkaliell HIOTOKCHHBI BOJE N0 KOHLEHTpamuud 1 mr/mu,
nepeMeIBajIi BUXPEBBIM CIIOCOOOM 10 MOJTHOHN COMOOMIN3ALINT B XPAHIIIN B ATMKBOTAX TPH -
20 °C. TIlepenm nobaBieHMEM K KJI€TKaM aJIMKBOTY PAaCTBOPEHHOTO JIMTAHAA HEIOJro
NepeMeITuBaIl BUXPEBBIM CITIOCOOOM, a 3aTeM pasdassuiu B cpene 10 25 ur/min Pam2CSK4 wnu
1000 ur/mn Pam3CSK4. ECso aroHUCTOB Uil KaXKAOTO aHajK3a ONMPENessUTH C MOMOIIBIO 3-
KPaTHBIX Pa3BeNeHUH KKAOr0 arOHNCTa U3 CIEAYIOINUX HCXOAHBIX KOHIIEHTPALUUH: 5 HI/MIT ISt
Pam2CSK4 u 200 ur/mn gys Pam3CSK4.

TecTupyemMble COeIMHEHUsT CBEKUMHU PACTBOPSUIM JO UCXOAHBIX pacTBopoB 10-20 MM B

JIMCO wu oOpabarbiBanyu yiabTPa3BYyKOM B TedeHHe 5-10 MHHYT B  yJIbTPa3BYKOBOM
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aucriepratope Ha BozastHOH Oane. CepwmiiHble pasBenenus Obum mogydeHsl B JIMCO, a 3atem
pazbasnens! B cpene. Koneunas konuentpauus JIMCO, kotopas Oblia HCIIONB30BaHA B aHAIU3E,
cocrasuia 1%.

Penoprepurie knerku HEK-Blue hTLR2 (InvivoGen) mpeacTaBisiror coOOH KJIETKU
HEK-293, xortopble crabminpHO B3KcrpeccupyioT reH TLR2 denoBeka M penopTepHYIO
KOHCTPYKIUIO CeKpeTupyemoii amOpuoHanbHoi menouHon (ocdarasel (SEAP) Hunke caiiTo
npomotopa NFkB. Penoprepnsie kinetku HEK-Blue hTLR2 xynpTuBHpOBaNM B COOTBETCTBUU C
IPOTOKOJIOM TPOM3BOAUTENS, Hcmonb3ysi cpeny HMrina B momudukanmm ympbekxko (DMEM;
Gibco), comepxamyro 1X GlutaMax (Gibco), 10% WHaKTHBHPOBAHHYIO HarpeBaHUEM
¢deranbayr0 Obrdbt0 ChIBOPOTKY (Gibco), Pen-Strep (50 en/mn menumpuiuHa, S50 MKr/mi
crpenromunyza, Gibco), 100 mxr/ma Hopmonmna (InvivoGen) u cenekTUBHbIE aHTHOHOTHKH,
Ix HEK-Blue Selection (InvivoGen). Pearent Quanti-Blue (InvivoGen) ans oOHapyxeHus U
KOJINYECTBEHHOTO OMPEAEIICHUs] CeKpEeTHpPyeMol menoynoit docdaraser pactBopsu B 100 M
HE conepkallel >HAOTOKCHHBI BOAbI, HarpeBain g0 37°C B Teuenue 30 MHMHYT, a 3areMm
¢unbTpoBany, uconb3ys 0,2 MKM MeMOpaHy.

buonornueckuit mpumep 2. Ananu3 Ha antaroHnnsm HEK-Blue hTLR2

Ha cyrkm 1 50 Mkn pasBeneHuss KaXAOro TECTUPYEMOIO COEOUHEHUs B JIBYX
MOBTOPHOCTSIX WJIM KOHTPOJIBHOTO pacTBopa A00ABISUIM B KAXKIAYK JIYHKY 96-71yHOYHOTO
IUTaHIIeTa ¢ nocneayomuM nodasnenneM 150 mxn kierounoit cycnensun HEK-Blue hTLR2
(1x10° knetox/nmynky) u unkyOuposanu mpu 37°C/5% CO; B Teuenue 2 u. 3arem 50 MKn
kaxnaoro arorncta (Pam2CSK4 mnmn Pam3CSK4) B koHnentpauun npubdamsurensHo 3 x ECso
n00aBJIANM B JIYHKH, COIEpIKAIUE TECTHPYEMble COEAWHEHHUs] WM KOHTPOJBHBIA pPacTBOP.
ITnanmers! 3arem naKyOupoBamu npu 37°C/5% CO; B Teuenune 18 u. Jlynsg kakmoro aHamusza
HeoOpabortannbie knerkn HEK-Blue hTLR2 oOpaGarbiBann CEepUHHBIME — pa3BENECHHUSIMU
aroHUCTOB JUId onpenesneHus 3HaueHuil ECso 111 COOTBETCTBYIOLIETO aHAIN3A.

Ha cyrku 2 akTUBHOCTH cekperupyemoii 1menounoii ¢ocdaraser (SEAP) Obiia
oOHapyXeHa B CyIepHAaTaHTaX KIETOYHBIX KyJnbTyp. Bkparue, 20 Mk cobupanu M3 Kaxmou
JYHKH W MEPEHOCUIIH Ha 96-IyHOUHBIH 1iaHmier. 3ateM 200 MK peareHTta muisi OOHapy KeHHs
Quanti-Blue noGaBmstmu B Kawayro JyHKY. llnaHmersl WHKYOMpOBaJM TNPU KOMHATHOM
TeMrieparype B TeueHue 15 muH. u aktuBHOCTh SEAP onenusanu ¢ nomouipto 3HaueHust Ol
cnektpodoromerpa mpu 655 HM. B Tabnuile A moka3aHbl 3HAYCHHS] AKTUBHOCTH COCIUHEHHUIA,
nporectupoBaHHbelx B kieTkax HEK, wucnonb3ys Pam2CSK4 u Pam3CSK4 B kauecTse
aroHUCTOB. AKTUBHOCTh coennHeHu oTHoCuTeNbHO Pam2CSK4 n Pam3CSK4 npencrasniena B

Buje 3HadeHuit [Cso 11 OTBETa OT KJIETOK, 00pabOTaHHBIX ArOHUCTAMU C BBIYTEHHBIM (DOHOBBIM
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Coenunenne ICs0 (MKkM) ¢ ICs0 (MKkM) ¢

u3 npumMepa Ne Pam2CSK4 Pam3CSK4
1 3,2 1,7
2 5,3 1,4
3 4.8 3,1
4 5,5 4
5 4 3,2
6 2,5 23
7 7,9 6,2
8 6,3 5,5
9 >100 >100
10 4,6 3,8
11 1,1 1
12 1,4 1,3
13 4,5 3,8
14 5,7 4,2
15 14,7 12,6
16 5,9 6,9
17 2,0 2,1
18 10,4 12,2
19 26,7 38,1
20 11,2 10,0
21 40 57,3
22 17,8 6,3
23 11,8 11,5
24 >100 >100
25 15,2 16,4
26 7,4 9.3
27 4.4 7,7
28 19,5 29,4
29 9,1 10
30 20,6 18,8
31 3,8 6
32 1,1 1
33 6,2 6,4
34 9,7 7,5
35 68,5 62,6
36 0,6 0,4
37 1 0,3
38 4.4 5
39 12,8 15,4
40 23 2,5
41 35,1 29,8
42 3,4 4,5
43 32,8 40,7
44 3 3,2
45 5 6,7

2
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46 14 1
47 1,3 0,9
48 1 0,6
49a 0,5 0,6
49b 0,8 0,8
50 10 6,7
51 71,3 70,1
52 >100 >100
53 1,3 1,5
54 4 4.6
55 3,6 4.1
56 1.8 1,7
57 1,7 1,9
58 49 5

59 4.1 2,6
60 2.3 0,9
61 1 0,4
62 1,5 0,8
63 1,5 0,6
64 1,1 0,5
65 1,7 0,5
66 0,9 0,3
67 1,7 12
68 1,6 1,3
69 0,7 0,6
70 0,9 0,4
71 13,7 2,5
72 8,2 11,2
73 45 438
74 6,3 7

75 12 1,3
76 0,4 0,5
77 14 1,1
78 1 0,9
79 4.4 6

80 28.4 14,8
81 16,4 13,2
82 2.1 2.1
83 36,7 88,9
84 3.4 3,1
85 45 1,9
86 3,8 4.1
87 3,9 33
88 11,2 7.9
89 29,5 29.6
90 5.4 8,5
o1 30,6 82,1
92 26,6 32,3
93 24,5 3.2
94 2,9 14
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95

4.4

3,6

96

3,2

1,3
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DOOPMVIJIA U30BPETEHHMA

1. Coenunenne @opmyisl (A)

R1

5 (A),
WIM  TayToMep, MM  (papMaleBTUUECKM MpHeMieMas Ccolb  Toboro  u3
BBILIENEPEUHCIEHHbIX,
rae
(Y
‘-’ YKa3bIBAET, YTO KONbLO SBISETCS HACHIIEHHBIM, YAaCTHYHO HEHACBHILEHHBIM MU

IMOJIHOCTBIKO HCHACBIIICHHBIM,

§yKa:sbIBaeT, gro G5 npucoenuHeH K E- nim Z-koHdpurypauuy,

G1 u G2 kaxABIN He3aBUCUMO npencTaBiisitoT codoit CR™ wu N;

R* mpencrasisier co0oit BOAOPO WU TaJIOTEH;

omun u3 R' u R? npencrasnsier coboit ~OH, a apyroii BbIOpaH U3 rpyMmbl, cocTosmel u3
-C(O)R?*, -CH=NR/, -S(O)R®, -S(O)R®, -NHC(O)RY -NHS(O)R®, -Ci-Ceankun-Rf, -C;-
Csankennn-R®, HezamerneHHoro win 3amerineHHOro Cs3-Cg ITUKIOANKHIA, HE3aMEIIEHHOTO HIIH
3amereHHOro C3-Cg LMKIIOATKEHWIA M HE3aMEIEHHOTO MJTH 3aMEIEHHOTO MeTePOLIMKIIOATKUIIA,

R? RP® R® m R® xaxmpeli Hesasucumo npencrasistor coboit H, Ci-Ceankmm, Co-
Ceankenms, (Cy-Coankunaui, Ci-CeraJoreHankmi,  He3aMEIeHHBLIH MM 3aMeIleHHbIN
reTepPOLMKIINII, He3aMEIEHHbINA UJIH 3aMEIEHHBIN reTepoapu, OSH30MIT WA CTUPWIT,

RY nmpencrasmser coboit H, Ci-Ceankun, Cr-Ceankenun, Cr-Ceankuamn, Ci-
CeranoreHankui, He3aMeLIeHHbIH WM 3aMelleHHbIl T[eTepOLUKIINI, He3aMelleHHbIH WIH
3aMEIeHHBIN reTepoapuI W OSH30MUIT,

Rf 1 R kaxplii HE3aBUCHMO MPEACTABIAIOT coboii —OH, He3aMeIeHHbIH reTepoapuI, —

NR™R", OeH30MJT UJTH CTUPUIT,



231

R™ u R" kaxapiii He3aBucuMo npenctasisitoT codoit H, Ci-Csankmi, Co-Ceankenmn, Co-
Ceankunmi 1100 He3aMeIEHHbIM WIIA 3aMELIEHHBIN [THKIOATKHIIT,

R nmpencraBnser coGoif  HE3aMENIEHHBIH MIM  3aMENIEHHBIH  TeTepOLMKINI,
He3aMelleHHbl uan 3amemenHbiii apun, -ORY -NHRK -NHC(O)R¥, -NHS(O)R* umu -
NHC(NH)NH;;

R* npencrasnser coboii Ci-Coanxmn, Cr-Coankennn, Co-Coankuamn, Cs-Cs IUKIOATKIIT
WJIN apuT;

R® npencrasnser coboit H, Ci-Ceanxun, Ci-Coankokcu unu ranoren, rae Ci-Ceankun u
Ci-Coankxokcu u3 R* kaaplii HE3aBUCHMO SIBIAIOTCS HE3aMELIEHHBLIMM MIIH 3aMeleHHbIMH
OIHHUM HJIH OOJiee rajoreHoB;

rae:

xorna R' unu R? npencrasnsier co6oit -C1-Ceankun-OH unu —Ci-Ceankun-NR™R", rae
R™ g R" kaxapiil npeacrapistor coboit Ci-Ceankun, R? Beibpan u3 rpynmsl, cocrosimeii us Ci-
Csankuna, C;-CeaTKOKCH U TaJIOTeHa,

korma R!' mmu R’ npencraBnser coboil HesamelieHHbIH uiu 3amerneHHbii C3-Cs
rukoankui, -NHC(O)CH;3 wnu —S(O)- RS, rne R® npexncrapnsier coboli He3aMeIeHHbIH HIN
3aMeleHHbli rerepoukin, R® Bei6pan u3 rpynmsl, cocrosmeii u3 Ci-Coankumna, Ci-Csankokcu
U rajioreHa,

korma R! unu R? mpencrasnster coboit —CHO, R* BBiGpan u3 rpynmel, cocrosimeii us3
Bozopoaa, Ca-CeaIKOKCH U TaJIOTEHA,

xoraa R! umu R? mpencrasnser coboit —C(O)CH3, R BbiOpan us rpynmbl, cocTosmeit us
C,-CsanKOKCH U rajioreHa;

xoraa R! unu R? npencrasnsier co6oii —C(O)CH(Br)CHs unu —~C(O)CH(Br)CH,CH3, G7
npencrassier coboit C wmm CH;

xorma R® mpencrasnser coGoii Bomopon, He Gomee uem omuH u3 R® R®® RS uy R
npencrasnser coboit —CF3, He Gonee uem oxun u3 R% R R i R% npencrapnser coboit —~CH;
u He Gonee uem oguH u3 R®? R R i R npencrasnser co6oit —OH,

Y npencrasnsier coboit -C(O)- unu otcyTerByeT, a R* u R’ kaxblii mpeacTaBisioT
coboii H,

1001

Y orcyrctsyer, a R* u R’ 06beunsroTes ans o6pazosanus —S-;

G; npencrasnsier coboit CH(X-R%), C(X;1-R%), N, N(X;-R®?), S um O;

G nipencrassier coboit CH(X2-R%?), C(X5-R®), N, N(X»-R%®), S umn O;

Gs npencrasnsier coboit CH(X3-R%), C(X3-R%), N, N(X3-R®), S um O;
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Ge mpencrasysier coboit CH(X4-R%), C(X4-R%%), N, N(X4-R®Y), S, O uma otcyreTByer;

G7 npexacrasisier codoit N, C i CH,

I'me, xorma Gs npexacrasisier cobol N, MpUMEHsIeTcs IO MEHblLIeld Mepe onHo u3 (1), (ii)
u (iii):

(1) mo menbineit mepe onuH n3 Gs, G4 1 G He sBIsieTcst CH;

(i) R* u R’ obbenunsrorcs ais o6pazosanus —S-; u

(iii) R? mpencrasnser coboit ~-OCH; uu ranores;

X1,

%Ov)\;

LLLEE 7 8] 05

X2, X3 w X4 Kakabli HE3aBUCHMO OTCYTCTBYIOT, MPENCTaBJSIIOT COOOMU
/Q\/O)\
% .

2

m pasHO 1-6;

R% R RS u R% kasxplit He3aBrCHMO mpencTaBisioT coboit Bogopon, Ci-Ceankui, Ci-
Csankoxcu, ranored, -OH, -NRPRY apun, rereporuknmn, rerepoapuni, -Ci-Ceankui-
rereponukimi, -OC(O)-rerepouukmmn, -C(O)RE -S(0);NRY'R™, -S(0),RY unu -NR*S(0),R?,
rae Ci1-Csankun u Ci-Csankoken w3 R R®® R u RO kaxmplii HE3aBHCHMO SIBJISIOTCS
HE3aMEIEHHBIMU UM 3aMEIEHHBIMA OJIHOM WM GoNiee TpyNmamu, BHIOPAHHBIMA W3 TPYIIIbL,
cocTosIIel U3 NUKNOANKMIA W TajoreHa; apun u rerepoapun us R% R R u R xaxnprii
HE3aBHCHMO SIBIIIOTCS HE3aMELIEHHbIMU HIIM 3aMEIIeHHBIMU OIHOM My Gojiee Ipynnam,
BbIOpaHHBIMU U3 Tpynnbl, coctosmen n3 Ci-Ceankuna, Ci-Csankoken, -OH n Ci-Csankun-OH; a
rerepormkmnn, -Ci-Ceankun-rerepormknun u -OC(O)-rereponukmun u3 R®, R R® u R
Kbl HE3aBUCUMO SIBJISIIOTCSI HE3aMEIIEHHbIMH WJIM 3aMElleHHbIMH OJHON wumm Gojee
rpynmnamu, BeIOpaHHBIMH M3 Tpymnmbl, cocrosimmed n3 Ci-Ceanmknna, Ci-Ceankokeun, -OH, Ci-
Ceanxun-OH, =0 u=§;

RY Bri6pan w3 rpymmbr, cocrosmmeii m3 H, Ci-Ceamxuma, Ci-Ceanxoxcu, u Cs-
Csrukoankuia, 1 -NR'R?;

RP npencrasisier codoit H mmu C1-Ceankmn,

RY npencrasaser coboii C2-Csanxmi, -C(O)R!, -C(O)OR", -C(O)NRY;

R!, RS, R"! u R? kaxnplit HezaBucumo Bbiopansl us H u Ci-Ceankuna; u

R! Ru’ RV’ Rw2

RY u R? kaxnwlii HesaBucumo BbiOpanbl u3 H, Ci-Ceankuna,

2 2

HE3aMEIIEHHOro WM 3aMeleHHoro Cs-CsIMKIOaNKuIa M HE3aMEIEHHOTO UM 3aMeNEHHOTO
reTepPOLMKIINIA,;

Wi

Gs npencrasysier coboit CH(X3-R%) umu C(X3-R), Ge npencrasnster coboit CH(X4-R%9)
nmn C(X4-R%), a R% u R% B3siTeI BMecTe ¢ aToMaMul yriaepona, K KOTOPHIM OHH MPHCOEANHEHE,

st 00pa3oBaHUsl O-4JIEHHOTO apWJIBHOTO, O-4YJIEHHOTO TeTEPOLUKJIMIBHOTO W O-4JIEHHOTO
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reTepOAPUIILHOIO KONBIA, IJie O-uleHHOE AapHIbHOE, O-ulleHHOE TeTepPOLMKINILHOE U 6-
YIEHHOE TIeTePOAPMIIBHOE KOJbLA KaKA0€ HE3aBHCUMO SBJSIOTCS HE3aMEIIEHHBIMHM HWIII
3aMELIEHHBIMH,

rae He Gonee yeM omuH u3 R% R R u R® npencrasnser coboit C1-Ceankoken umm —
OH; n

rI€ COEAUHEHUE HE SIBJIIETCS CoeNUHEHNEM 13 Tabmuubl 1 X

2. Coenunenue popmysi (1):

@),
wnin  Tayromep, win  (apManeBTHUECKH ~— IpuemiieMas  Coib  JI000ro U3
BbIIIIETIEPEUNUCIEHHBIX,
rie

(s
‘-/YKa3bIBAET, YTO KONbLO SBISETCS HACHIIEHHBIM, YAaCTHYHO HEHACBHILEHHBIM HJIH

MOJTHOCTBIO HEHACBILIEHHBIM;
o .

§yKa:sbIBaeT, yto G5 npucoenuHeH K E- nim Z-koHdpurypauuy,

G1 u Gy kaxabIi He3aBUCUMO nipencTaBiisitoT codoit CH wmm N;

onun u3 R' u R? npencrasnsier coboit ~OH, a apyroii BbIOpaH U3 rpymibl, COCTOSLIEH 13
-C(O)R?, -S(O)R®, -S(O)R®, -NHC(O)RY, -NHS(0):R¢, -C1-Coanxun-Rf, -C,-Coankennn-RE,
HE3aMEIIEeHHOrO0 WJIM 3aMEIIeHHOrO LHKJIOAJNKWIIA, HE3aMEIIeHHOTO0 WKW 3aMEIIeHHOTO
LUKJIOAJKCHWIA U HE3aMEIEHHOTO UJTH 3aMEIIEHHOTO reTePOLINKIIOATKUIA,

R? RP® R® m R® xaxmpeli Hesasucumo npencrasistor coboit H, Ci-Ceankmm, Co-
Ceankenms, (Cy-Coankunaui, Ci-CeraJoreHankmi,  He3aMEIeHHBLIH MM 3aMeIleHHbIN
reTePOLMKIINII, He3aMEIEHHBINA UJIH 3aMEIeHHBIN reTepoapui, OSH30MI UM CTUPHLT,

RY nmpencrasmser coboit H, Ci-Ceankun, Cr-Ceankenun, Cr-Ceankuamn, Ci-

CeranoreHankui, He3aMeLIeHHbIH WM 3aMelleHHbIl T[eTepOLUKIINI, He3aMelleHHbIH WIH

3aMELICHHBIN reTepoapui Ui OSH30UIT,
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Rf u R® kaxnaelii HE3aBUCHMO IPENCTABISAIOT COOOI HE3aMEIEHHBIH TreTepoapHi,
OEH30WIT WIH CTUPHLT,

R® npencrasnser coboit H, C1-Ceankun, C1-CealkoKCH UM rajoreH; 1

R* u R® kaxplit npecTaBisoT coboii H,

1001

R* u R® 006beuHs0TCA TS 00pa30BaHus —S-;

G; npencrasnsier coboit CH(X-R%), C(X;1-R%), N, N(X;-R®?), S um O;

G nipencrassier coboit CH(X2-R%?), C(X5-R®), N, N(X»-R%®), S umn O;

Gs npencrasnsier coboit CH(X3-R%), C(X3-R%), N, N(X3-R®), S um O;

Ge mpencrasysier coboit CH(X4-R%), C(X4-R%%), N, N(X4-R®Y), S, O uma otcyreTByer;

I'me, korna Gs npencrasisier codoii N, wiun

(1) mo menbeit mepe onuH u3 Gs, G4 u Ge He sBnsiercs CH; mmu

(i) R* u R’ obbenunsorcs a1s 06pa3oBaHust —S-;

X1, Xz, X3 wm X4 Kaxabld HE3aBUCHUMO OTCYTCTBYIOT, MPEICTaBJSIOT COOOMH
40\/9\;’ /Q\/O)\f
K M UM K mo

m pasHO 1-6;

R% R RS u R% xasxplit He3aBHCHMO MpenCTaBIAIOT coboii Bogopoxn, Ci-Ceankui, Ci-
Csankoxen, ranored mmn -C(O)RY, roe Ci-Coankun u3z R% R R® u R® nesasucumo sBnsercs
He3aMeIeHHBIM HJTH 3aMELIeHHbIM HUKJIOAJIKIIOM WUJIH TaJIOTEHOM,

RY BeiGpan wu3 rpymmel, cocrosmeii uz H, Ci-Ceanxuma, Ci-Ceanxokcun u  Cs-
CIMKIIOANIKUIA,

Ir7ie COeIMHEHHUE He SIBJIIETCS COeIMHEHNeM n3 Tadnmuubl 1X.

3. Coennnenue no 1. 1, wim ero tayromep, wind (papMaleBTUYECKH IpUEMIIEMasi COJb
1r000T0 M3 BBIIENEPEYHCICHHBIX, rae Y npeacrasisier codoi -C(O)-.

4. CoenuHenue 1o m. 1, uiamM ero tayromep, Wik (papMareBTHUECKH IpUeMIIeMasi COJb
Tr000TO U3 BBILENEPEYUCICHHBIX, TAe Y OTCYTCTBYET.

5. Coemunenne mno JroOoMy oOgHOMYy u3 mm. 1-4, uam ero TayromMep, WIH
(apMareBTHUECKH TIpUeMiIeMasi CoJib JI0OOTO U3 BblenepeuncieHHslx, rae G1 u Gz Kakaelid
npexacrasisirotT codoit CR*.

6. CoenuHeHwe 1o JOOOMYy oOZHOMY ®3 mm. 1-5, wWim ero TayToMmep, WIH
(apMareBTHUECKH TIpUeMiIeMasi COJIb JI0OOTO U3 BBILIENIEPEUUCIeHHBIX, e (31 MpeacTaBiIseT
co6oii CF, CCl unu CBr.

7. CoenuHeHwe 1o JOOOMY oOZHOMY ®3 mm. 1-5, wWim ero TayToMmep, WIH

q)apMaLIeBTI/ILIeCKI/I npuemiieMast COJib m000ro u3 BBIICTICPCINUCIICHHBIX, A€ €7) NpeaACTaBIIACT
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co6oii CF, CCl unu CBr.

8. Coemunenne mno JroO0My OFHOMY u3 mm. 1-5, WiaMm ero TayToMep, WIH
(apMareBTHUECKH TIpUeMiIeMasi CoJib JI0OOTO U3 BblenepeuncieHHslx, rae G1 u Gz Kakaelid
npeznctasisiroT coboit CH.

9. CoenuHenne 1o JOOOMY oOmHOMY #3 mm. 1-4, WIM ero TayToMep, WIH
(apMareBTHUECKH TIpUeMiIeMasi COJib JI0OOTrO U3 BBILIENIEPEUUCIeHHBIX, e (31 MpeacTaBiIseT
coboii CH, a Gy mpencrasinsier coboit N.

10. Coemunenme mno m0OOMy OFHOMYy M3 mm. 1-4, WIM €ro TayToMep, WU
(apMarieBTHUECKH TIpUeMiIeMasi COJib JI0OOTO W3 BBIIIETIEPEUHCIeHHbIX, Te (31 IpeacTaBiseT
coboii N, a Gz mpexncrasisier codoii CH.

11. Coemunenne mno mobOomy omHomy w3 mm. 1-10, wim ero TtayroMmep, WU
(apmarniepTHUECKH MpHeMIeMas CoJb MOOOro U3 BhienepeuncieHHbx, rae R! npencrapmser
coboii —~OH, a R? Bpibpan u3 rpymmel, cocrosmeii u3 -C(O)R?, -S(O)R®, -S(0),R¢, -NHC(O)RY, -
NHS(O)R®, -Ci-Coanxun-Rf, -Cr-CoankeHnn-RE, He3aMEIIEHHOTO WIM  3aMEIIEHHOTO
LUKJIOAJIKIJIA, HE3aMEIEHHOrO WM 3aMEIEHHOrO MHKJIOAJKEHWIA W HE3aMELIEHHOTO WIIH
3aMELIEHHOTO reTePOLMKIIOANIKIIIA.

12. Coemunenne mno modOoMmy omHomy w3 mm. 1-10, wim ero Ttayromep, WU
(apmarniepTHUECKH MpHeMIeMas CoJb MOOOro U3 BhienepeuncieHHbx, rae R! npencrapmser
coboii ~OH, a R? Bpibpan m3 rpymmbl, coctosmeii u3 -C(O)R?, -S(O).R¢, -NHC(O)RY, -
NHS(O):R®, -C>-Csankennn-RE 1 He3aMeIeHHOro WiTH 3aMEIIEHHOTO I[TUKJIOATKEHIIIA.

13. Coemunenne mno modOomy omHomy w3 mm. 1-10, wim ero Ttayromep, WU
(apmarniepTHUECKH MpHeMIeMas CoJb OOOro M3 BhienepeuncienHbx, rae R! npencrapmser
coboit —OH, a R? mpencrasnser coboit -CH=NR!, rne R! npencrasnster coboii HezaMelIeHHbIH
WM 3aMELLECHHBIN TeTepOLMKINT, HE3aMELIEHHbIH WJIM 3aMEIIEHHBbIA apuJ, -ORkK, -NHREK, -
NHC(O)RE, -NHS(0),R* umm -NHC(NH)NHS,.

14. Coemunenne mno modOoMmy omHomy w3 mm.  1-10, wim ero TtayroMmep, WU
(apmarniepTHUECKH MpHeMIeMas CoJb OOOro M3 BhilenepeuncieHHbx, rae R! npencrapmser
coboii ~OH, a R? BuiGpan u3 rpymmbl, coctosmeii us —CHO, -C(O)CH;, -C(O)CH:F, -
C(O)CH=CH;, -S(0),CH=CH;, -C(O)C=CH, -C(O)C=CCH;, -NHS(0);CH=CH;, -

O
OO
E)S(O/ N/ N/go z

2 2

NHC(O)CH=CH,, -C(0)C(=CH,)CHs,
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o 0
NK@\)\()
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, NN 0y o

15. Coemunenne mno modOomy omHomy w3 mm. 1-10, wim ero Ttayromep, WU
(apmarniepTHUECKH MpHeMIeMas COJb OOOro M3 BblllenepeuncaeHHbx, rae R! npencrapmser

) ol
. N
coboii —OH, a R? BeiOpan u3 Tpymmel, cocrosmeidl us3 1‘2\0 , %N
, Y Py

: H YQ |
H
SN SN SN x. N.
S % NS
O 2 .K\N 2 2 O 2 O

U \\O
O

H d (M NH
2O x. N _NH, " N-o
" \© Y\N \n/ Y%N/N\) ﬁl,‘/%N’N‘&O ‘z(%N,O\/ ]

NH

2 2

A
JyAN N NS o
CH,OH, N WN’NJ , ’(*N’N\) ’ “%{*N’NJ ’
Lk
(\NJ\O " NH
i(%N,N " Y%N,N\)

16. Coemunenne mno modOomy omHomy w3 mm. 1-10, wim ero Ttayromep, WU
(apmarieBTHUECKH MpHEMIeMas COJb IOOOro M3 BbIENepeuncIeHHblx, rae R? npeacrapiser
coboii —~OH, a R! Beibpan u3 rpymmel, cocrosmeii u3 -C(O)R?, -S(O)R®, -S(0):R¢, -NHC(O)RY, -
NHS(O)R®, -Ci-Coanxun-Rf, -Cr-CoankeHnn-RE, He3aMEIIEHHOTO WIM  3aMEIIEHHOTO
LUKJIOAJKHIIA, HE3aMEIIEHHOT0 WM 3aMEIIeHHOro LMKJIOAJKEHHIA W He3aMEI[EHHOTO WIIN
3aMEIEeHHOT0 reTePOLIMKIIOATKIIIA.

17. Coemunenne mno modOoMmy omHomy w3 mm. 1-10, wim ero Ttayromep, WU
(apmarieBTHUECKH MpHEMIeMas COJb IOOOro M3 BbINIENEPEYUCIeHHbIX, Tae R? npeacTapiser
coboii ~OH, a R! Beibpan m3 rpymmsl, coctosmeii u3 -C(O)R?, -S(O).R¢, -NHC(O)RY, -
NHS(O):R®, -C1-Csankenmn-RE 1 He3aMeIeHHOTo HITH 3aMEIEHHOTO ITUKJIOAJTKEHUIIA.

18. Coemunenne mno modOomy omHomy w3 mm. 1-10, wim ero Ttayromep, WU
(apmarieBTHUECKH MpHEMIeMas COJb IOOOro M3 BbIENepeuncIeHHblx, rae R? npeacrapiser
coboit —OH, a R! mpencrasnser coboit -CH=NR!, rne R! npencrasnster coboii HezaMelIeHHbIi

WM 3aMELLECHHBIN TeTepOLMKIINT, HE3aMELIEHHbIH WJIM 3aMELlEHHBbIA apuJ, -ORk, -NHRk, -
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NHC(O)RE, -NHS(0),R* umm -NHC(NH)NHS,.

19. Coemunenne mno modOomy omgHomy w3 mm. 1-10, wim ero Ttayromep, WU
(apmarieBTHUECKH MpHEMIeMas COJb IOOOro M3 BbIENepeuncIeHHblx, rae R? npeacrapiser
coboii ~OH, a R! BuiGpan u3 rpymmel, coctosmeii us —CHO, -C(O)CHs, -C(O)CH:F, -
C(O)CH=CH;, -S(0).CH=CH,, -C(O)C=CH, -C(O)C=CCH;, -NHS(0);CH=CH,, -

O
OO
Ay bhde YO

NHC(O)CH=CH,, -C(0)C(=CH,)CHs,

o
o 0
NK@\)\()
|/‘i;‘<i
, NN 0y o

20. Coemunenne mno modomy omHomy wu3 mm.  1-10, wim ero Ttayromep, WU
(apmarieBTHUECKH MpHEMIeMas COJb IOOOro M3 BbIENepeuncIeHHblx, rae R? npeacrapiser

I el

2

coboii —OH, a R! BbiOpan wu3 rpymmbl, cocrosimell u3

g y YQ a
H
SN SN SN x. N.
> Y\N /,S\
O 2 .K\N 2 2 O 2 O

0
o)

H d (MNH
e x. N_ _NH, " N-o
\© N \I,]:H Y%N,NJ HL/*N’N‘QO WSO

N NS o
CH,OH, N , Y%N’N\) , I , ”{%N’N\),
O
e 2
SN - LL%./%N’N\)

21. Coenmunenne mno moOoMy omHOMy w3 mm. 1-20, wWiM ero TayToMmep, WU
(apmanesTHUeCKH NpUeMsIeMas COJb JIOOOTO M3 BBINIENEPEUMCIEHHbIX, rne R’ BbiOpaH u3
rpymsl, cocrosimei u3 Ci-Ceankuna, Ci1-CsalIKOKCH U rajoreHa.

22. CoenmuHenne mno moOoMy ogHOMy w3 mm.  1-21, wim ero TtayroMmep, WU

dapmaLeBTHUECKH TpUeMIeMas COJb JIF0OO0ro U3 BhIENepeducIeHHbX, rae R’ Beibpan u3
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rpymisl, cocrosieit 3 —OCH;3 unu F.

23. CoenmuHenne mno moOoMy omHOMy w3 mm.  1-20, wiM ero TayToMmep, WU
(apmarieBTHUECKH MpHeMIeMas COJb HOOOro M3 BhIENepeuncIeHHblx, rae R? npencrapmser
coboti H.

24. CoenmuHenne mo mg0O0OMy OfHOMY M3 mm. 1-23, WM ero TayToMmep, WU
dapmaLeBTHUECKH TIpUEMIIEMas COJb JIF0OOr0 M3 BhIeNepeuncieHHbX, rae RY u R kaxapiit
MPenCTaBySIFOT codoit H.

25. Coenmunenne mno moO0OMy OgHOMY M3 mm. 1-23, wWiM ero TayToMmep, WU
(apmanepTHueckd npuemieMas CoJb OOOro M3 BblllenepeuncieHHblx, rme RY u R®
OoOBeANHSIFOTCS IJIs1 00pa3oBaHmst —S-.

26. Coenunenne 1o 1. 1, uimu ero Tayromep, win GpapMalleBTUUECKU MpUEMIIeMasi COJIb
nro6oro U3 BhillenepeducienHbix, rae Gs npeacrasiser coboit CH(X3-R%) uma C(X3-R%), G
npencrasisier coboit CH(X4-R%) umu C(X4-R%Y), a R® u R® 06benuHens ¢ aToMaMu yriepona,
K KOTOPBIM OHHU NPUCOCOMHEHBI, Uil OOpa3oBaHUs O-4JIEHHOTO AapWJIbHOTO, O-4YJIEHHOTO
reTepOLMKINIBHOIO MM O-4JIEHHOTO IeTepOapUiIbHOIO KOJblLA, IAe O-uJeHHOEe apuiibHoe, 6-
YJIEHHOE TeTepOLMKIMIBHOE U O-uJleHHOE TIeTepoapu/ibHOE KOJbla KakJoe HEe3aBUCHMO
SIBJIIIOTCS] HE3aMELIEHHBIMU TN 3aMEIEHHBIMU.

27. Coenunenue no 1. 1, uim ero Tayromep, min papManeBTHYECKH MpHEeMIIeMast COJb
0000 U3 BhIIeNepedncieHHbIX, rae Gy npencrasser codoit N.

28. Coenunenue 1o 1. 1, uimu ero Tayromep, win GpapMalieBTUUECKU MpUEeMIIeMast COJIb
0000 U3 BhIIeNepednciieHHbIX, rae Gy npencrassier codoit C wmu CH.

29. Coenmunenne mno moOoMy omHOMy w3 mm. 1-28, wim ero TtayTroMmep, WU
(apMareBTHUECKH TIpUeMiIeMasi COJib JI0OOTr0 U3 BBILIENIEPEUUCIEHHBIX, e (3 MpeacTaBiIseT
coboit CH(Xi-R®) umn C(X;-R%); X; orcyrcrsyer; m pasno 1-6; RS mpencrasnser coboit
somopon, Ci-Ceankmn, Ci-Ceankokcu, ramoren mwm -C(O)RY, rme Ci-Ceamkun sBnsercs
HEe3aMeIeHHbIM WM 3aMeIIeHHbIM [UKJIOAJKHIOM HiH rajgorenom; a R!' spibpan us rpymmsr,
cocroamen u3z H, C1-Coankuna, Ci-Csanxoxcu uan C3-CyIUKIOaANIKUIIA.

30. CoenmneHue mno moOoMy omHOMy u3 mm. 1-28, Wiam ero TayToMep, WIH
(apMareBTHUECKH TIpUeMiIeMasi COJib JI0OOTr0 U3 BBILIENIEPEUUCIEHHBIX, e (3 MpeacTaBiIseT
coboit N umu N(X;-R), X; orcyTrcrsyer; m pasHo 1-6; RS npencrasnsier coboit sogopon, Ci-
Coamkun, Ci-Ceankxoxcu, ranores umi -C(O)RE rne Ci-Coankun sBaseTcss He3aMeIeHHbIM HITH
3aMelIeHHBIM [UKJIOAJKUIOM WIH rajoresom; a R!' Bei6pan u3 rpymmsl, coctosimeit uz H, Ci-
Ceankuna, C1-Ceankokcu unu Cs-CgLUUKIIOaIKIIA.

31. Coemmnenune mno moOoMmy oxHoMy u3 mm. 1-30, Wiam ero TayToMep, WIH
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(hapManieBTHUECKH TpUeMIeMasi COJIb JIFOOOTO U3 BBIMIENEPEUUCIIeHHbIX, rae Gy MpeacTaBiseT
coboit CH(X>-R®®) umu C(X2-R®); X, orcyrcrsyer; m pasno 1-6; R®® mpencrasnser coboii
somopon, Ci-Ceankmn, Ci-Ceankokcu, ramoren mwm -C(O)RY, rme Ci-Ceamkun sBnsercs
HE3aMeIeHHBIM HITH 3aMEIeHHbIM LUKJIOATKHIOM MM rajoreHom; a R Beibpan us rpymnmsr,
cocroamen u3z H, C1-Coankuna, Ci-Csanxoxcu uan C3-CyIUKIOaANIKUIIA.

32. Coemmnenune mno moOoMmy omHoMy u3 mm. 1-30, Wiam ero TayToMep, WIH
(hapManieBTHUECKH TpUeMIeMasi COJIb JIFOOOTO U3 BBIMIENEPEUNCIeHHbIX, rae Gy mpeacTaBiseT
co6oit N um N(X»-R®); X, orcyrersyer; m pasno 1-6; R®® npencrasnser coboit Bomopon, Ci-
Coamkun, Ci-Ceankxoxcu, ranores umi -C(O)RE rne Ci-Coankun sBaseTcss He3aMeIeHHbIM HITH
3aMEIIEHHBIM [UKJIOANKUIOM UM rajoreHoM; a RY BniGpan us rpymmsl, cocrosmeii us H, Ci-
Ceankuna, C1-Ceankokcu unu Cs-CgLUUKIIOaIKIIA.

33. Coenunenue mno moOoMy omHOMYy U3 mm. 1-32, WO ero TayToMep, WIIH
(hapManieBTHUECKH TpUeMIeMasi COJIb JIFOOOTO U3 BBIMIENEPEUNCIeHHbIX, rae Gs mpeacTaBiseT
coboit CH(X3-R*) umn C(X3-R%); X5 orcyrcrsyer; m pasno 1-6; R% mpencrasaser coboit
somopon, Ci-Ceankmn, Ci-Ceankokcu, ramoren mwm -C(O)RY, rme Ci-Ceamkun sBnsercs
He3aMeIeHHBIM TN 3aMEIeHHBIM LUKJIOANKIIOM MM TajoreHoM; a R Beibpan us rpymnmsr,
cocroamen u3z H, C1-Coankuna, Ci-Csanxoxcu uan C3-CyIUKIOaANIKUIIA.

34. CoenmneHune mno moOoMy omHOMy U3 mm. 1-32, Mo ero TayToMep, WIIH
(hapManieBTHUECKH TpUeMIeMasi COJIb JIFOOOTO U3 BBIMIENEPEUNCIeHHbIX, rae Gs mpeacTaBiseT
coboii N umu N(X3-R%); X5 orcyrcrByer; m pasHo 1-6; R® npencrasnsier coboit Bogopon, Ci-
Coamkun, Ci-Ceankxoxcu, ranores umi -C(O)RE rne Ci-Coankun sBaseTcss He3aMeIeHHbIM HITH
3aMEIIEHHBIM [UKJIOANKUIOM UM rajoreHoM; a RY BniGpan us rpymmsl, cocrosmeii us H, Ci-
Ceankuna, C1-Ceankokcu unu Cs-CgLUUKIIOaIKIIA.

35. Coemmnenune mno moOoMy omHOMy u3 mm. 1-34, Wiaum ero TayToMep, WIH
(dapMmanieBTHUECKH TpueMjieMasl Cojib JI0O00ro u3 BbimenepedncieHHbrx, rae Gs, Gy u Gs
npeacTaBisiroT coboit S nmm O.

36. CoenmneHune mno moOoMy omHOMy u3 mm. 1-35, wiam ero TayToMep, WIH
(hapManeBTHUECKH MTpUEeMIIeMast COJIb JTFOOOTO U3 BhIIIENIePEUNCIeHHBIX, ITie Gs OTCYTCTBYET.

37. CoemuneHue mno moOoMy omHOMy u3 mm. 1-35, Wiam ero TayToMep, WIH
(hapManieBTHUECKH TpUeMJIeMasi COJIb JIFOOOTO U3 BhIMIENEPEeUnCIeHHbIX, rae Gs MpeacTaBiseT
coboit CH(Xs-R®) umun C(X4-R%%); X, orcyrersyer; m pasno 1-6; R® mpencrasnser coboii
somopon, Ci-Ceankmn, Ci-Ceankokcu, ramoren mwm -C(O)RY, rme Ci-Ceamkun sBnsercs
He3aMeIeHHBIM TN 3aMEIeHHBIM LUKJIOATKHIOM WM TajoreHoM; a R Beibpan u3 rpymnmsr,

cocroamen u3z H, C1-Coankuna, Ci-Csanxoxcu uan C3-CyIUKIOaANIKUIIA.
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38. Coemmnenune mno moOoMy omHOMy u3 mm. 1-35, Wiam ero TayToMep, WIH
(hapManieBTHUECKH TpUeMJIeMasi COJIb JIFOOOTO U3 BhIMIENEPEeUnCIeHHbIX, rae Gs MpeacTaBiseT
coboit N um N(X4-R%Y); X4 orcyrersyer; m pasno 1-6; R% npencrasnser coboit Bomopon, Ci-
Coamkun, Ci-Ceankxoxcu, ranores umi -C(O)RE rne Ci-Coankun sBaseTcss He3aMeIeHHbIM HITH
3aMEIIEHHBIM [UKJIOANKUIOM UM rajoreHoM; a RY BniGpan us rpymmsl, cocrosmeii us H, Ci-
Ceankuna, C1-Ceankokcu unu Cs-CgLUUKIIOaIKIIA.

39. Coenmnenune mno moOoMmy omHoMy u3 mm. 1-38, wiam ero TayToMmep, WIH
dapmareBTHUECKN TIpHEMIIEMast CONb JFOOOTO U3 BBILIETIEPEYNCIEHHBIX, rae R% R RS i R
KaXAbIA HE3aBUCHMO TpencTaBisiioT coboit Bomopon, Ci-Ceankun, Ci-CsalIkOKCH, TaJIOT€H WJIH -
C(O)R!, rme Ci-Coankun sBnsieTCs HE3aMEIIEHHBIM IUIH 3aMEIIEHHLIM LUKJIOATKHIOM HIIH
rajoresom; a R Bei6pan u3 rpynmer, cocrosmeit us H, Ci-Csanxuna, Ci-Ceanxokcu umu Cs-
Csumkoankuna.

40. Coenmunenne mno modoMy omgHoMy w3 mm.  1-38, wim ero Tayromep, WU
dapmareBTHUECKH TIpHEMIIEMast COJIb JTI0OOTO M3 BHIIIENepedncIeHHelx, rae R% R R y R%
Kbl HE3aBUCUMO mpeAcTaBiisitoT coboti Bopopon, Ci-Ceankm, Ci-CeaNKOKCH UITH FaJIOTeH.

41. Coenunenne mno modoMy omgHoMy w3 mm.  1-38, wim ero Tayromep, WU
dapmareBTHUECKH TIpHEMIIEMast COJIb JTI0OOTO M3 BHIIIENepedncIeHHelx, rae R% R R y R%
KXl He3aBUCUMO BbIOpaHbl u3 rpymmbl, cocrosimerr w3 Cl, F, —CHs, —OCH3;, —CFj3,

o)

CH,CH,F, —CH(CHs)s, ~C(0)OC(CHs)s, ~C(O)CH, v

42. Coenunenne n3 Tadauubl 1, Ui ero Tayromep, Win GpapMaleBTHUECKH pUeMiIeMast
COJIb JIFOOOTO U3 BBILIETIEPEUNCIEHHBIX.

43. @apMalieBTHUECKAss KOMIO3ULIMS, COAEpIKallasi 10 MEHbIIEH Mepe OTHO COCIMHEHUE
1o JroboMy ogHOMY U3 Tl 1-42, win ero Tayromep, WK papMaleBTUYECKH PUEMIIEMYIO COJIb
mo00ro W3 BBILENEPEUHCIICHHBIX,  HEOOsA3aTeIbHO  JOMOJHHUTENBHO  COAeprKaras
(apMareBTHUECKH TPUEMIIEMOE BCIIOMOTATENIbHOE BEIECTBO.

44. Cnocob neueHust 3a00JI€BaHUS MM COCTOSTHUS, CBS3aHHOTO C reTepoaruMepHu3auen
TLR2, Brmovaromuii B ceOs BBeNeHHE CYOBEKTY, HYXJAKOLIEMYCsl B TaKOM JICYCHUH,
3¢ PEKTUBHOTO KOJIMYECTBA IO MEHbIIEH Mepe OJHOrO COCAMHEHHs I0 JI0OOMY OHOMY M3 IIII.
1-42, wmm ero Tayromepa, WiM (apMaLeBTHYECKH NPUEMIIEMON coiu Jro0oro us
BbILIIETIEPEUNCIICHHbIX.

45. Crioco0 o 1. 44, OTIMYAKOIIUIACS TeM, YTO 3a00JIEBaHUE UJTH COCTOSIHHIE BHIOPAHO U3
TPYIIBL, coCTosmeld u3: Oone3Hu Ausbureiimepa, Oonesnn IlapkuHCOHA, JTOOHO-BHCOYHOM

neMeHIuy, naemeHnuu ¢ tenbuamu Jlesu (Oomesnm Tenen Jlesw), Oonesnu I[lapkuHcoHa ¢
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JNeMeHIINel, MHOXECTBEHHOH CHCTeMHOH aTtpoduu, aMHOTPOYUYECKOTO JIATEPabHOTO
cKiepo3a, Ooine3HH XaHTUHITOHA, NPOrpeccUupyromero HaxbsaepHoro mnapanuda (ITHIT),
oonesun Humanna-ITuka Tuna C, BOCHANIUTENBbHBIX 3a00JIEBAHMI, AaCTMbI, XPOHUYECKOU
obctpykruBHOll Oone3nn Jerkux (XOBJI), XpOHWYECKMX MENTHYECKUX $3B, CHHIPOMA
pa3npakeHHOTO  KUIIEYHHKA, TyOepKyjie3a, peBMAaTOMAHOIO apTPHUTa, OCTEOAPTPHTA,
XPOHHUYECKOr0 CHHYCHTa, renartura, renaruta B, remarura C, moparpsel, BOJYaHKH, IUIEBPUTA,
5K3€MBI, TacTpuUTa, ICOpHAa3a, ICOPUATUYECKOTO  apTPUTA, BACKyJIuTa, JIAPUHIUTA,
AJIEPTHYECKIX  PEaKIHid, PacCestHHOrO CKiepo3a, OonesHn KpoHa, TpaBMaTHUECKOro
noBpekaeHust royosHoro mMosra, CIDP (XpoHn4eckod BOCHATUTENbHONH AEMHUEIHHU3UPYIOIIEH
NOJIMHEWPOTIATHH), HWHCYJIbTa, HIIEMHYECKOW OOJIe3HU cephala, aTOMUYeCKOro epMaTuTa,
OOBIKHOBEHHBIX YIpeH, po3alea, HEAJIKOTOJbHON JKUPOBOHW OOJIE3HH NMEUeHH, HEaJKOTOJIbHOTO
CTeaTorenaTuTa, TPaBM pOTOBUIBI, HapylieHud poroBuuel, HSV  porosumer, 0Oose3Hu
[MItaprapara (F0OBEHUIBHON MaKyJISIPHOH JEreHepannuu), BO3PACTHON MaKyJSIPHOH JereHepaLuy,
cericuca, AMA0ETUYECKHX paH, BHPyCa MPOCTOrO repreca M TPUOKOBBIX, OaKTEPHAIBHBIX,
BHUPYCHBIX U OIMYXOJIEBBIX 3a00JI€BAHUHA TN COCTOSTHHU.

46. Cnoco® BMmemarensctBa B rerepoguMmepusanuio  TLR2 B kierke, wuim
MOJYJIMPOBAHMS, TPENOTBPAIICHHUS, 3aMENJICHHUs, PEBEPCHUPOBAHHUS WJIM HMHTHOUPOBAHHS
rereponumMepr3aiuu TLR2 B kiieTke, BKIIOUAIONINI B ceOsl MPUBEIACHUE B KOHTAKT KJIETKH C
3¢ PEKTUBHBIM KOJIMYECTBOM T10 MEHBILEH Mepe OTHOTO COEAMHEHUS 110 JIFOOOMY OHOMY U3 ITII.
1-42, wmm ero Tayromepa, wWiM (papMaLeBTUYECKH MpHEMJIEMON conmu Jo0oro U3
BBIIIENIEPEUNCIICHHBIX, W/IIIK C TI0 MEHbIIeH Mepe OIHON (papManeBTUIeCKOH KOMIO3ULIKEH Mo

1. 43, mpu4eM NPUBEACHNE B KOHTAKT MPOUCXOAMT IN Vitro, €x vivo WM in vivo.
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