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IlepexpecTHasi cCHIIIKA HA POACTBEHHBIE 3aIBKI

3asBka Ha JaHHOE M300peTEeHHE WCIpalliBaeT NPUOPHUTET MO npeaBapuTenbHor 3asBke CIIA
Ne 62/648879, nonannoit 27 mapta 2018 r., mox HazBanneM "COMPOUNDS AS MODULATORS OF TLR2
SIGNALING", conepskanue KOTOPOH IMOJTHOCTHIO BKJIFOUEHO B HACTOSAIIUN JOKYMEHT TIOCPEACTBOM CCHUTKH IS
BCEX LIETEH.

O0J1acTh TEXHUKH

Hacrosmee n300peTeHne OTHOCHTCS K COCTUHEHHUAM, (hapMaleBTHUECKAM KOMIIO3ZUITHAM, COIACPIKALIIM
TaK{e COSAWHEHMS, U K IPUMEHEHHIO TaKUX COCTUHEHUH B CIIOCO0axX JIEUCHHUS WM B JIEKAPCTBEHHBIX CPEACTBAX
JUIS JISYEHUs BOCTIAJIMTENLHBIX 3a00JICBaHNI 1 ONPE/ICIICHHBIX HEBPOJIOTHUECKUX PAacCTPOICTB, KOTOPHIE CBS3a-
HBl C BOCHAJHMTEIFHBIMM CHUTHAJbHBIMU IPOLECCAMHM, BKJIIOYas, 0€3 OrpaHWYeHHs, HENPABUIFHO CBEPHYTHIE
OenKH.

YpoBeHb TEXHUKH

Tonn-nogo6usie peuenropsl (TLR) sBISIOTCS CUTHANBHBIME peLiEITOpaMH MMMYHHO# cucteMbl. Korna
9TH PEUENTOphl AKTUBHPYIOTCS Ha KJIETOYHBIX MTOBEPXHOCTSAX, OHW WHHULMHPYIOT PEKPYTHPOBaHHE ceMelcTBa
OenkoB-aganTepoB, coaepkammx TIR-TOMEHBI ¥ MHIYIUPYIONMX CUTHAIBHBIN Kackaj, KOTOPBIH B KOHEYHOM
WUTOTE IIPUBOIUT K BOZHUKHOBECHHUIO CIICIIM(PHISCKIX I KIETOYHOTO THIA BOCTIAIUTENBHBIX PEAKIUH, 9TO BBI-
3BIBACT MOJABEM YPOBHSI IPOBOCIATUTENBHBIX MequaTopoB, Takux kak IL1, IL6, IL8 u TNFa. Cpeau paznuysbIx
penienitopoB TLR, KOoTOpbIE SKCIPECCUPYIOTCS Ha KJIeTKax mulekonuTarommx, TLR2 o6pa3yer retepoaumepsl ¢
TLR1 wimm TLR6 a1 MHUIMAPOBAHHS BOCTIATUTENLHBIX PEAKIMA Ha Pa3IMIHbIC JIMTAHIBl MUKPOOHOTO TPOHC-
xoxaeHus. Cpenn pa3nudHbIX OaKTepHabHBIX JTUTAHIOB MPUCYTCTBYIOT Jumnononucaxapussl (JITIC), amummpo-
BaHHBIC JIUITOTIENTH/IBI, JTUITOTINKAHBI, IENITHIOTINKAHBI, TIOPHUHBI, TIUKO3WI(POCHaTHININHOSUTOIBHBIE IKOPS,
a TaKKe Jpyrue KOMIOHEHTHI OaKTepHalbHOM KJICTOUYHOM CTEHKH, TaKHe Kak JmmnoTelixoesas kuciora (LTA)
IMTHEBMOKOKKa. B nononnenne x MukpobHoii aktuBarmu TLR2 Obuto Taxke oOHapyKeHO, YTO aHOMaJIbHas! arpe-
ranusi BBICBOOOXKIEHHBIX HEHpPOHAMH OJHMIOMEPHBIX OEJKOB, TakMX Kak ajbda-cuHykiaenH (aSyn), MOXKeET
BKJIIOYATh B ce0sl aHAIOTHYHBIC BOCHAJIUTEIILHBIE PEaKIIMU B )XKMBOTHBIX MOJAEIAX HEWpoereHepaTuBHbIX 3200-
neBaHui, BKutovast Oone3np Ilapkuncona (BII), memenuuro ¢ Tenpuamu JIeBH, MHOKECTBEHHYIO CHCTEMHYIO
atpoduro (MSA - multiple systems atrophy) u 6osie3ns Anbureiimepa (AD - Alzheimer's disease). Cwm., Hampu-
Mmep, Kim et al., Nat. Commun. 2013, 4, 1562.

Criocob6rocts TLR2 wHAyIMpoBaTh CHTHATW3AINIO Yepe3 TeTepOaUMEpHl MO3BOJIET paszindyaTh pa3HbIC
MATTEPHBI PacIO3HABAHMA, YTO TO3BOJIIET KOHCTPYHPOBATH JIMTAHBI ¢ KOHKPETHBIMH ITaTTepHAMH WHTHOMPO-
BaHus. Kajava et al., J. Biol. Chem. 2010, 285, 6227. Takum 00pa3oM, B KadecTBe MOTCHIUAIBHBIX TEPAIIEBTH-
YECKHX areHTOB OYyAYT NPUTOIHBI HHTHOUTOPHI, KOTOPBIE KOHKYPHPYIOT B OCHOBHOM C KOHKPETHBIM ITaTOJIOTH-
YECKHM arOHHUCTOM, TAKHM KaK OJIITOMEPHBIA MaTOTEHHBIHN alb(a-CHHYKICHH, HO HE BIUIIOT Ha IpyTHe JUTaH-
JIbI, TIPUHUMAIOIINE YIaCTHE B MPOBOCHANUTEIFHON CUTHANM3AIMYA OaKTEPUANBHBIX I BHPYCHBIX WH(CKITHIA,
WX HEKOHKYpeHTHbIe HHrHOUTOpEI TIR-Myd88, Takue kak coeJMHEHU, OTIOCPEIOBAaHHO ()YHKIIMOHUPYIOIIHE B
KauyecTBe HEKOHKYpeHTHBIX nHrnouropos TLR2 nocpeacTBom BHyTpHKIeToYHOro HHrHOMpoBanus TIR-Myd8s8.

@OyHKIUS TOIUI-MOJOOHBIX PELENTOPOB ObUIA CBSI3aHA C Pa3IMYHBIM CBOpayMBaHHEM Oelka, TUMEpH3alH-
el OelKa W BOCIAIMTEILHBIMHU NPOLIECCAMH, @ TAKXKE C CONPSDKEHHBIMHU 3a00JIEBaHUSAMHE, TAKUMH Kak 0O0JIC3Hb
AmprreiiMepa (Gambuzza, M. et al., "Toll-like receptors in Alzheimer's disease: a therapeutic perspective", CNS
Neurol. Disord. Durg Targets, 2014, 13(9), 1542-58), 6one3us [TapkuHcoHa n 6omne3ns [lapkrHCOHA ¢ TEMEHITH-
eit (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), nmoOHO-BHCOYHAs JEMEHIIUS,
nemeHIus ¢ tenbiiamu JleBu (Oose3np Tenen JIeBw), MHOKeCTBeHHasi cucteMHas atpodus (Vieira, B. et al.,
"Neuroinflammation in multiple system atrophy: Response to and cause of a-synuclein aggregation”, Front. Cell
Neurosci. 2015, 9, 437), amuorpodmueckuii narepanbubiii ckiepo3 (Casula, M. et al., "Toll-like receptor
signaling in amyotrophic lateral sclerosis spinal cord tissue", Neuroscience, 2011, 179, 233-43), 6one3np XaH-
tuarroHa (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), BocmaJUTeIbHEIC 3a-
OosieBaHMs, acTMa M XpOHW4YecKas oOcTpykTtuBHas Oone3np jerkux (XOBJ) (Zuwo, L. et al., "Molecular
regulation of Toll-like receptors in asthma and COPD", Front. Physiol. 2016, 6, 312), XxpoHu4Yeckue menTude-
ckue sa3Bbl (Smith, S., "Roll of Toll-like receptors in Helicobacter pylori infection and immunity", World J.
Gastrointest. Pathophysiol. 2014, 5(3), 133-146), Ty6epkyne3 (Harding, C.V. et al., "Regulation of antigen pres-
entation by Mycobacterium tuberculosis: a role for Toll-like receptors", Nat. Rev. Microbiol. 2010, 8(4), 296-
307), peemarounusiii aptputr (Huang, Q.-Q. et al., "Roll of Toll like receptors in rtheumatoid arthritis", Curr.
Rheumatol. Rep. 2009, 11(5), 357-364), xpoundeckuii 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), rematut (Brirouast renatut B u C) (Zhang, E. et al., "Toll-like receptor (TLR)-mediated
innate immune responses in control of hepatitis B vims (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), monmarpa, BOJYaHKa, TICOpUA3, MCOPUATHUCCKHIMA
aptpur (Santegoets, K.C.M. et al., "Toll-like receptors in rtheumatic diseases: are we paying a high price for our
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defense against bugs?" FEBS Letters 2011, 585(23), 3660-3666), Backynut, mapunrut, wieBput (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), sx3ema (Miller, L.S., "Toll-like receptors in skin",
Adv. Dermatol. 2008, 24, 71-87), ractpur (Schmausser, B. et al., "Toll-like receptors TLR4, TLRS5 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):e0139260),
aepruyeckue peakuuu (Gangloff, S.C. et al., "Toll-like receptors and immune response in allergic disease",
Clin. Rev. Allergy Immunol. 2004, 26(2), 115-25), paccestnslii cknepo3 (Miranda-Hernandez, S. et al., "Role of
toll-like receptors in multiple sclerosis", Am. J. Clin. Exp. Immunol. 2013, 2(1), 75-93), 6one3nsr Kpona
(Cario, E., "Toll-like receptors in inflammatory bowel diseases: A decade later", Inflamm. Bowel Dis. 2010,
16(9), 1583-1597) u TpaBMaTHueckoe moBpexaeHUe rojoBHoro 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).

IIyte Tpancaykumu curaamoB TLR2 MokeT aKTHBHPOBATHCS NMPHU TOMOINM BHENTHETO JOoMeHa (KapMaH
aroHUCTA) WM MEXaHW3MOB, BKIIOYAIOIMNX B ceOs murToruiazMaTudeckuii momeH TIR, koTopkelit omocpemyer
TOMOTHITMYECKOE U TETEPOTHITNIECKOE B3aNMOACHCTBHIE NP CUTHAJM3AINN. B 3TOM THIIE CHTHATU3AINH yIacT-
BytoT 6enkn MyD88 u TIRAP (Mal).

BaxxHo orMeTnTh, 4TO KOHCepBaTUBHBIN mposinH P681 B TLR2 B mpenenax netnu BB (Brown V. et al.
(2006), European Journal of immunology, 36, 742-753) y4acTByeT B MEXaHH3ME AUMepH3anuu. MyTtaius B 3TOU
neriie o P681H npekpammaer pekpyrupoBanne MyD88 u curnanmzarnmio. TakuM oO6pa3oM, COeTMHEHHS, KOTO-
pBIe CBSI3BIBAIOTCSl BOJIM3M OT ATOH NETIM M OTPAaHUYMBAIOT €€ JBIDKCHHE BO BpeMs IIpoliecca JUMEpH3alliH,
OyAyT MPUTOTHBI B KAUeCTBE MHTHOUTOPOB akTuBaruu TLR2.

B HacrosimeM TOKyMEHTE OTHCaHbl COeTMHEHHS, KOTOPBIE CITy’KaT B KauyecTBe aHTaroHncToB TLR2 ¢ BHI-
COKOM 3(h(PEKTUBHOCTHIO U CEIEKTUBHOCTHIO.

CyurHocTh u300peTeHust

B ogHOM acrniekTe B HACTOSIIEM TOKYMEHTE MPEJIOKEHO coeTnHeHne GopMyIisl (A)
R1

@A),
WIH TayTOMeED, WU (papMareBTHIeCKU IpueMiieMast CoJIb JIF000T0 U3 BHIIICTICPEUHCICHHBIX,

{ 1
TAC - YKaspIBACT, YTO KOJIBIIO ABJISACTCA HACBIIICHHBIM, YACTHYHO HCHACBHIIICHHBIM HMJIA ITOJHOCTBIO HE-
HACBIIICHHBIM

e

L e
[
YKa3bIBaeT, 4To G5 npucoeanHeH kK E- win Z-konpurypamum,

G u G,, KX Il HE3ABUCUMO, TIpeACTaBIsIOT co0oit CR* mn N;

R* npencrapnseT o060 BOXOPO WM TAlIOTEH;

omus w3 R' u R? mpexncrasisier co6oit -OH, a apyroii BIGpaH U3 TPYIIIbI, COCTOSIICH H3:

(a) -C(O)R?,

(b) -CH=NR’,

(c) -S(O)R",

(d) -S(O).R",

(e) -NHC(O)R®,

(f) -NHS(O),R",

(g) -C,-Cg-ankmi-R',

(h) -C,-C¢-ankenmn-RE,

(1) Cs-Cg-mukmnoankuia, HE3aMENmEHHOTO WM 3aMelleHHOro 1-5 3aMmecTuTensiMu, BBHIOpAaHHBIMH U3
rpynmbl, coctosmiein w3 =0, C,-Cg-ankuna, C;-Cg-ramorenankuna, ramorena, -OH, -C(O)H, -C(O)OH,
-C(0)OC,-C¢-ankmna, -OC;-C¢-ankxmna n C;-Cg-IUKIOATKHIA,

(j) Cs-Cg-nmkmoasikeHusa, HE3aMEMEHHOTO WM 3aMEIICHHOTO 1-5 3aMecTUTeNsIMd, BBIODAHHBIMH U3
rpynnbl, coctosimet U3 C-Cg-anmkuna, C,-Cg-ranorenankuina, ramorena, -OH, -C(O)H, -C(O)OH,
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-C(0)0C,-Cg¢-ankmna, -OC;-Cg¢-ankuna u C;-Cg-IIUKITIOATKIIIA, U

(k) rerepommkIOaNKMiia, HE3aMCIICHHOTO WM 3aMEIICHHOrO 1-5 3aMecTHTeNnsMu, BHIOPAaHHBIMH U3
rpynmel, coctosimeli w3 C-Cg-amkmma, C,-Cg-ranorenankmina, ramorena, -OH, -C(O)H, -C(O)OH,
-C(0)OC,-C¢-ankmna, -OC;-Cg-ankmna u C3;-Cg-IIMKITOAKIIA;

R?, R®, R® 1 R®, KasKplil HE3aBHCHMO, TIPEICTABISIOT COOOIA:

(a) Ha

(b) C,-Cg-anxwum,

(c) C,-Cg-amxenun,

(d) C,-Cg¢-ankuHm,

(e) C;-Cg-ranoreHamkui,

(f) 3-10-unmeHHBII reTepONUKIII, HE3aMEIIICHHBIN WIIH 3aMCIICHHBIH 1-5 3aMecTUTENIMU, BRIOPAaHHBIMH U3
rpymsl, cocrosmiei u3 C;-Cq-amkmna, C;-Cg-nmknoankmia, =0 u -C(0)0-(C;-C¢-anxuina),

(g) 5-18-uneHHBII reTepoapuii, He3aMEIICHHBIA WK 3aMEIICHHBIA 1-5 3aMeCTUTENSIMU, BEIOPAHHBIMU U3
rpymsl, coctosmien u3 C;-Cq-amkmna, C;-Cg-numknoankmia u -C(0)0-(C;-Cy-ankmia),

(h) 6enzounn wn

(i) ctupw;

RY npencrasisier coboii:

(a) Ha

(b) C,-Cg-anxum,

(c) C,-Cg-amxenun,

(d) C,-C¢-ankunm,

(e) C;-Cg-raoreHamkui,

(f) reTepouMKIIIII, HE3AMEIIICHHBIA WIIM 3aMEIICHHBIN 1-5 3aMeCTHTESIMU, BRIOPAHHBIMH W3 TPYIIIIEI, CO-
crosiiedd u3 C;-Cg-ankmna, C;-Cg-ramorenankuna, rajgorena, -OH, -C(O)H, -C(O)OH, -C(0O)O(C,-C¢-ankmna),
-O(C;-Cg-ankuna) u C;-Cg-IUKIOANKHIA,

(g) rerepoapwi, He3aMEUICHHBIH WM 3aMEIICHHBIN 1-5 3aMeCTHTENsIMH, BHIOpaHHBIMH W3 TPYIIIBI, CO-
crostmeit u3 C-Cg-ankmna, C;-Cg-ranoreHankmia, rajmorena, -OH, -C(O)H, -C(O)OH, -C(O)O(C,-C¢-anxuna),
-O(C;-Cg-anxmna) u C;-Cg-ITuKI0aIKuIa, U

(h) 6enzon;

R" 1 RE, kax/plil He3aBHCHMO, IIPEACTABISIOT coboii -OH, HezamemenHsIit retepoapm, -NR™R", Gerzont
WA CTUPHIT;

R™ u R", kaxpiii HezaBucuMO, ipeacTaBistoT coboit H, C-Cg-ankuin, Cy-Cg-ankenni, Cy-Cg-aTKHHUIT JTH-
00 C3-Cg-IIUKIOAIKHI, HE3aMEIICHHBIA I 3aMEIICHHBIN 1-5 3aMecTHTENsIMU, BRIOPAaHHBIMU W3 TPYIIIBI, CO-
crosiiedd u3 Ci-Cg-ankuna, C;-Cg¢-ranorenankmna, ranoresa, -OH, -C(O)H, -C(O)OH, -C(O)OC,;-C4-anmkuna,
-OC,-Cg-anxuna n C;-Cg-UMKIOANKHIIA,

R’ npezcrasnser coboii:

(a) 5-6-4eHHBIH reTepoIMKINI, He3aMeleHHbIH HITH 3aMeIleHHbIH 1-5 3aMecTHTeNsIMy, BRIOpaHHBIMA 13
rpynmbl, coctosimen u3 C,-Cg-ankmna, C;-Cg-miuknoankuna, =0 u -C(0)O-(C,-Cg-anmkuna),

(b) Cs-C\r-apun, He3aMEIEHHBIH WM 3aMEIIEeHHBIA 1-5 3aMecTUTeNsIMHU, BRIOPAHHBIMU M3 TPYIIIEI, CO-
crostmeit n3 C-Cg-ankmna, Cs;-Cg-muxmoankmia u -C(0)0-(C,-Cg-ankuna),

(c) -OR¥,

(d) -NHRX,

(e) -NHC(O)R,

(f) -NHS(O),R" min

(2) -NHC(NH)NH,;

R npencraBiasier coboit Ci-Cg-amkmn, C,-Cg-ankenmn, C,-Cg-ankuami, C;-Cg-IUKIOANKUI —WIH
Cs-Cis-apuu;

R’ npenacrasisietr codoit H, Ci-Cg-ankun, C;-Cy-amkokcu wim ranoreH, rae Ci-Cg-ankmi u Ci-Cg-aIKoKCH
u3 R , KQ)KJIBIM HEe3aBUCUMO, SIBIISIIOTCS HE3aMEIICHHBIMU HIIH 3aMEICHHLIMHE 1-5 ranorenamu;

rae:

xorma R' wmm R? mpencrasmsier co6oit -(C;-Ce-ankun)-OH mimu ~(C;-Cg-ankmn)-NR™R", rze R™ u R”, kax-
IIBIiA, TIpencTaBisioT coboit Ci-Cg-amkm, R’ BBIOpaH u3 rpymisl, coctosmei u3 C;-Cq-ankmna, C,-Cg-akoOKCH U
TaJIOTeHa;

korma R' wm R? MpeACTaBIsAeT CcOo00H He3aMelmeHHbIH Wi 3aMmemeHHbId  C3-Cg-IIMKIIOQIKIIT,
-NHC(O)CHj; wiu -S(O),- R, rme R® mpexacrasiser co0oi He3aMEIIEHHBIN MIIH 3aMEIEHHBIH TeTePOIUKIIII,
R’ BBIOpaH u3 rpymmsl, cocrosieit u3 C-Cg-ankmna, C;-C¢-aIKOKCH ¥ TaJIOTCHA;

xorsa R' mmn R® mpencraBmser coboit -CHO, R’ BeIGpaH M3 IpymIbL, COCTOAIIEH M3 BOIOPOJA,
C,-C4-aIKOKCH M rajIoreHa;

xorma R' wm R? npencrapisieT coboit -C(O)CHj, R’ BEIOpaH 3 Tpymmsl, cocrosmeit u3 C,-Cg-alKOKCH U
rajoreHa;

xorma R' win R? mpencrasmsier co6oii -C(O)CH(Br)CH; mm -C(O)CH(Br)CH,CHs, G- mpeacrasisier co-
6oii C unu CH;

-3
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xoraa R® mpencraBnser coGoii Bogopos, He Gonee uem omuH u3 R%, R®, R u RY NpeACTaBIsIET cOOOH
-CF;, He Gonee yem ou w3 R®, R®, R u R® npexncrasmnsier co6oii -CH; 1 He Gouee uem oaus 3 R®, R®, R®
1 R® npexncrasisier coboit -OH;

Y mpexcrasmsier coGoii -C(O)- wmu otcyreTsyer, a R* u R®, kaxpiii, npeacrasmsior coGoii H mmm

Y orcyrerByer, a R* u R® 06beauHsIOTCS [T 00pasoBaHus -S-;

G npeacrasisier coboit CH(X-R®), C(X;-R*), N,N(X;-R®), S mwm O;

G, npencrasisier co6oit CH(X,-R®), C(X,-R®), N,N(X,-R®), S mwnu O;

Gs npeacrasisier co6oit CH(X5-R®), C(X5-R*), N,N(X5-R%), S mwm O;

G mpeacraBuseT codon CH(X4-R6d), C(X4-R6d), N,N(X4—R6d), S, O uiu OTCYTCTBYET;

G; npencrasnser coboit N, C wm CH;

rae, korna Gs npeacraBiser coboit N, mpuMeHseTcs o MeHbIei Mmepe oaHo u3 (i), (ii) u (iii):

(i) mo menbieit Mmepe oauH u3 Gz, G4 u Gg He saBisercss CH;

(i) R* 1 R® 0ObeMHsI0OTCS 11 06pa30BaHus -S-;

(iii) R? mpencrasnser coboit -OCH; mu ranores;

gty ke

Xy, X3, X3 1 Xy, KOKIBIH HE3aBUCUMO, OTCYTCTBYIOT, IPEICTABISIOT COOOM i ;

m paBHO 1-6;

R(’a, R(’b, R* u R(’d, KaXIbIil He3aBUCUMO, MPEICTABISIOT coboil Bomopon, Ci-Cy-anmkmi, Ci-Cg-aaKoKcH,
rajoren, -OH, -NRPRY  C4Cg-apun, rerepormkmmi, —rerepoapu,  -(C;-Cg-alKuin)reTeporuKIimI,
-OC(O)-rerepormkmmt, -C(O)R", -S(0),NR"'R™, -S(O),R’ wmmm -NR*”S(O),R?, rme C;-Cg-ankun u
C,-C4-anxoxcu u3 Réa, R6b, R* u R6d, KaXIbIii HE3aBUCUMO, SBIISIOTCS HE3aMCEIICHHBIMH HJIM 3aMCIICHHBIMH
1-5 rpynmamu, BEIOpaHHBIME W3 TPyHIbI, cocTosmel u3 Cs-Cg-muknoankmia u rajorena; Cq-Cig-apui u rete-
poapui u3 R, R®, R® 1 R*, kasxmpli HE3aBHCHMO, SBISIOTCS HE3aMEIICHHBIMH HIIM 3aMEIICHHBIMH 1-5 rpymn-
TamMu, BBIOpaHHBIMHM W3 Tpynmbl, cocrosimeid u3 C;-Cg-ankmma, C,-Cg-anxokcu, -OH u -(C;-Cg-amxun)-OH; a
rerepormkin, -(C-Cg-ankmn)-rerepounkimn u -OC(O)-rerepormkmmt u3 R®, R, R i R, kaxupiit Hesapu-
CHUMO, SIBJSIFOTCSI HE3aMEIIEHHBIMY WM 3aMEIICHHBIMU 1-5 TpyIimaMu, BEIOpaHHBIMH U3 TPYIIIbI, COCTOSIICH U3
C,-C¢-ankmna, C;-Cg-ankokcu, -OH, -(C;-Cg-ankun)-OH, =0 u =S;

R" BEIOpaH u3 rpymisl, coctosmen u3 H, C,-Cg-ankuna, C,-Cg-ankokcu, C;-Cg-nukmoankuia u -NR'R®;

RP npencrasnster coboit H wmm C-Cg-anku,

RY ipencrasnser coboit C,-Cs-ankui, -C(O)R', -C(O)OR", -C(O)NRY;

R', R®, R"' u R?, kaxp1it HesaBucuMo, Beiopans n3 H n C,-Cg-anknna;

R, R", R", R" RY u R”, kaIblil HE3aBHCHMO, BHIOPAHBI H3:

(a) H,

(b) C,-C¢-ankmia,

(c) C;3-Cg-nukiroankuiia, HE3aMEIIEHHOTO WM 3aMelleHHOro 1-5 3aMecTHTens My, BBIOPAHHBIMH W3
TPYIIBI, cocrosimeld w3 ramoreHa, ruapokcmna, Ci-Cg-ankuma, C,-Cg-ankenmna, C,-Cg-ankuHumna u
C;-Cy-1IUKIOQNIKATIA, U

(d) reteporukIIa, HE3aMEIICHHOTO WM 3aMCIICHHOTO 1-5 3aMECTUTENS MU, BBIOPAaHHBIMU W3 TPYIIIIBL,
cocrosiiei u3 ranorena, rugpokcuna, C,-Cg-ankuna, C,-Cg-ankenumna, C,-Cg-ankunmna u C;-Cg-UUKI0ATKNUNA;
WITH

G5 mpencTaBisieT co0o0it CH(X3-R6°) WU C(X3-R6°), G mpencTaBiseT co0oi CH(X4-R6d) WU C(X4-R6d), a
R® i R* B3stI BMecTe ¢ aToMamu yriaeposia, K KOTOPBIM OHH MPUCOCIMHEHBI, I 00pa3oBaHUs 6-WICHHOTO
ApWIBHOTO, 6-WICHHOTO reTePOLUKIMILHOTO WIH O-WICHHOTO TeTePOaPHIBHOTO KOJBIA; TJ¢ 6-UJICHHOE apUiib-
HOE, 6-WICHHOE TeTEPOIMKIMIIEHOE B 6-4JICHHOE TeTepOoapmiibHOE KOJbIlA, KAKI0€ HE3aBUCHMO, SIBISIOTCS He-
3aMEIICHHBIMA WJIM 3aMENIeHHBIMU 1-5 3aMecTHTeNsMH, BBIOPAaHHBIMH W3 TPYMIBI, COCTOSIICH U3
C,-Cg-anmxuna u -C(0)O-(C,-C4-ankmia);

rJie, KpoMe CITydaes, Iie yKa3aHO WHOE, KaXKIbIM TreTepoapuil He3aBUCHMO UMeEET 10 4 TeTepoaToMOB, BbI-
OpaHHBIX U3 a30Ta, KKCIOPOaa U CEPhI, M OT 3 10 12 aTOMOB KOJIbIIA;

rJie, KpoMe CIIydaeB, IJie YKa3aHO HHOE, KaXKIbIi TeTePOITUKITII WK TeTEPOIMKIIOIKIIT HE3aBUCHMO HMe-
et oT 1 mo 10 reTepoaToMoB, BRIOPAHHBIX W3 a30Ta, KHCJIOPOa U CEPhI, U UMeeT OT 3 10 20 aTOMOB KOJIBIIA;

rae He Ooyiee YeM OUH U3 R(’a, RGb, R* uR™ npeacrasiset cobot C;-Cg-amkokcu wim -OH; u

TJIc COCMHCHIE HE SBISCTCS COeqMHEHUEM 13 Tabm. 1X.
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B npyrom acriexte B HacCTOSIIEM JOKYMEHTE MPEUIokKeHo coeanHenue popmysl (1)
R1

WK TaAyTOMCD, UIIN q)apMaIIeBTI/I‘-IeCKI/I npuemiieMas CoJib 100010 13 BBIICTICPCUNCICHHBIX,

[
TZ€ -’ YKa3bIBACT, UTO KOJIBIO SBJIACTCS HACBIIICHHBIM, YaCTUYHO HCHACBIIICHHBIM HJIM ITOJIHOCTBIO HE-
HACBIIIICHHBIM

o

RE
Gyonn

YKa3bIBaeT, 4TO GA‘GG/GG npucoeanHeH K E- win Z-koHpurypanuu;

G 1 Gy, KaXIbIH He3aBUCUMO, TIpeAcTaBisitoT coooiit CH mim N;

omun u3 R' u R? mpesicrapnser co6oii -OH, a pyroii BEIGPaH U3 PYIIIBI, COCTOSIIEH H3:

(a) -C(O)R,

(b) -S(O)R”,

(¢) -S(O),R,

(d) -NHC(O)RY,

(e) -NHS(O),R",

® -CI-CG—aHKHn-Rf,

(g) -C,-C¢-ankenmn-RE,

(h) C;-Cg-mukmoankuia, HE3aMEMICHHOTO WM 3aMEIICHHOTO 1-5 3aMeCcTUTENsIMH, BBIOPAHHBIMHU W3
rpymmel, cocrosimeit m3 =0, C;-Cg-amkuna, C;-Cg-ramorenankwna, ramorena, -OH, -C(O)H, -C(O)OH,
-C(0)0C,;-Cg-ankuna, -OC;-Cg-ankmna u C;-Cg-IIMKI0ANKHIIIA,

(i) C;-Cg-umKIIOANKCHMIA, HE3aMEIICHHOTO WM 3aMCIICHHOTO 1-5 3aMeCTHUTENIIMHU, BBIODAaHHBIMHU W3
rpynnbl, coctosimet U3 C-Cg-anmkuna, C,-Cg-ranorenankuna, ramorena, -OH, -C(O)H, -C(O)OH,
-C(0)0C,-C¢-ankmna, -OC;-Cg¢-ankmna u C;-Cg-LIUKITIOATKIIA, U

(j) TeTepoIMKIOANKHIIA, HE3aMCIICHHOTO WM 3aMEIIEHHOTO 1-5 3amecTuTensMu, BBIOpAaHHBIMH U3
rpynmel, coctosimeli w3 C-Cg-amkmma, C,-Cg-ranorenankmina, ramorena, -OH, -C(O)H, -C(O)OH,
-C(0)OC,-C¢-ankmna, -OC;-Cg-ankmna n C3-Cg-IIMKITOAKIIIA;

R?, R®, R® 1 R®, Kaskplil HE3aBHCHMO, TIPEICTABISIOT COOOIA:

(a) Ha

(b) C,-Cg-anxum,

(c) C,-Cg-amxenun,

(d) C,-C¢-ankunm,

(e) C;-Cg-raoreHamkui,

(f) 3-10-unmeHHBII reTepONUKIII, HE3aMEIICHHBIN WM 3aMCIICHHBIH 1-5 3aMecTUTENIMU, BRIOPAaHHBIMH U3
rpymmsl, cocrosmiei u3 C;-Cq-amkmna, C;-Cg-nmknoankmia, =0 u -C(0)0-(C;-C¢-anxuna),

(g) 5-18-unmeHHBII reTepoapuil, He3aMEIICHHBIA WM 3aMENICHHBIA 1-5 3aMeCcTUTENsIMU, BEIOPAHHBIMU U3
rpymsl, coctosmien u3 C;-Cq-amkmna, C;-Cg-nuknoankmia u -C(0)0-(C;-Cy-ankmia),

(h) 6enzounn wn

(i) ctupw;

RY npencrasisier coboii:

(a) Ha

(b) Cy-Cg-anxum,

(¢) C,-Cg-amkenm,

(d) C,-C¢-ankunmn,

(e) C;-Cg-raoreHamkui,

(f) reTepoumkiII, HE3aMEIICHHBIA WM 3aMCIICHHBIN 1-5 3aMecTUTENsIMHU, BHIOPDAHHBIMH W3 TPYIIIIBL,
cocrosieii u3 Ci-Cq-anmkuna, Ci-Cy-ranorenankmia, rajgoreta, -OH, -C(O)H, -C(O)OH, -C(0)O(C;-C¢-ankmina),
-O(C;-C¢-ankuna) u C;-Cg-IMKIOANKHIA,

(g) rerepoapwi, HE3aMEIIEHHBIM WM 3aMEMIEHHBIH 1-5 3aMecTHTENsMH, BHIOpAaHHBIMH W3 TPYIIIHI,
cocrosimieit 3 C-Cg-ankmia, C,-Cg-rasorenankunia, ramorena, -OH, -C(O)H, -C(O)OH, -C(0)O(C,-C¢-ankuina),
-O(C;-Cg-anxmma) u C;-Cg-ITUKI0aTKAIA, WITH

(h) 6enzon;

R" 1 RE, kax1p1it He3aBHCHMO, MIPECTABISAIOT COOOM He3aMeIeHHBINH TeTepoapuIl, OCH30MII HIIA CTHPHIT,
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R’ npeacrasisiet cooboi H, Ci-Cg-ankmi, Ci-Cg-aJIKOKCH HITH TaJIOTCH;
R*u RS, Ka)<JIbliA, TIPEICTABISIOT co00i H mm
R* u R’ 06bequusiorcs JUTsl 00pa3oBaHus -S-;
Gs npeacrasisier coboit CH(X-R®), C(X;-R*), N,N(X;-R®), S mwm O;
G, npencrasisier co6oit CH(X,-R®), C(X,-R®), N,N(X,-R®), S mwnu O;
Gs npeacrasisier co6oit CH(X5-R®), C(X5-R*), N,N(X5-R®), S mwm O;
Gg mpeacTaBseT co0oi CH(X4-R6d), C(X4-R6d), N,N(X4—R6d), S, O uim OTCYTCTBYET;
rae, korna Gs npeacraBiseT cooor N, wiu
(i) mo menbIei Mepe oauH u3 Gz, G4 u Gg He sBisercs CH win
(i) R* 1 R® 00beMHsIOTCS 11 06pa30BaHus -S-;
dody bty
X1, X35, X3 u Xy, KaxIpIi HE3aBUCUMO, OTCYTCTBYIOT, IIPEIICTABIISAIOT COOOM nin ;

m paBHO 1-6;

Réa, R6b, R* u R6d, KK HE3aBUCUMO, MpeAcTaBisiioT coboi Bomopoa, C-Cy-ankmi, C;-Cg-aNKoKCH,
rajjoret WIn -C(O)Rh, rae C,-Cg¢-ankui us R6a, R6b, R 1 R% HesaBucHMO SIBIISIETCS HE3aMENIEHHBIM WM 3aMe-
meHHBIM C3-Cg-IIUKIIOAIKHUIOM HJIM TaJOT€HOM;

R" BBIOpaH u3 rpymmel, cocrosimeit u3 H, C-Cg-anxuna, C-Cg-ankokcu u C;-Cg-IIUKIOANKHIA;

r7ie, KpOMe CIydYaeB, I/ie YKa3aHO MHOE, KKIBIN reTepoapiil He3aBHCUMO HMEET 10 4 reTepoaToMOB, BbI-
OpaHHBIX U3 a30Ta, KHCIOPOAA U Cephl, M OT 3 70 12 aTOMOB KOJIBIIA;

rJie, KpoMe CITydaeB, I/ie yKa3aHO WHOE, KK bl TeTEPOIMKIINI WIH TeTEPOIUKIOANKII HE3aBHCUMO HMe-
et oT 1 mo 10 reTepoaToMoB, BEIOPAHHBIX M3 a30Ta, KACIOPOJa U CEpPhI, U MeeT OT 3 10 20 aTOMOB KOITbIIA; U

IIIe COEINHEHNE HE SIBIISIETCS COeIUHEHNEM 13 Taoi. 1X.

B nomosHUTENRHOM acmekTe B HACTOSIIEM TOKYMEHTE MPEIOKEHB! (DapMaleBTHIECKHEe KOMITO3UIINH, CO-
JieprKaIye o MEeHbIeH Mepe oHo coenuaenne Gopmyisl (A), (I), Takoe kak coemquHeHHE U3 Ta0. 1, WK Tay-
TOMeEp, WU (hapMaleBTHIECKH MPUEMIIEMYIO COJIb JIFOOOTO M3 BBIIICTIEPSUUCICHHBIX, HE00S3aTEIFHO TOTIOIHH-
TEJNBHO conepiKamiee (papMareBTHISCKH IIPHEMIIEMOE BCTIOMOTaTeIbHOE BEIIECTBO.

B nmpyrom acriekte B HacTOSIIEM JOKYMEHTE HPEIIOKEH CIIOCO0 JieueHHUs 3a00JIeBaHUs WM COCTOSHUS,
CBsi3aHHOTO ¢ rerepoaumMepm3anueii TLR2, Bkimrodaromuii B ceOsi BBeJICHHE CyOBEKTY, HYKIAIOMIEMYCS B TO-
JOOHOM JieueHNH, () (HEKTHBHOTO KOJIMYECTBA 110 MEHBIIEH Mepe 0HOTO coequHeHus popmyisl (A), (1), Takoro
Kak CoeJIMHEHNEe u3 Tabm. 1, win TayromMepa, Win (papMaleBTHUCCKU MTPUEMIIEMON COJH JIF0OOTO M3 BBILICTICPE-
YUCIICHHBIX, W/WIH (hapMaleBTHUCCKOW KOMITO3UIUH, COJCPXKAIICH MO0 MEHBIIEH Mepe OJHO COCTUHEHUE (op-
myasl (A), (I), Takoro kak coeuHeHHE U3 Ta0I. 1.

B HEKOTOpPBIX BapHaHTaX OCYIICCTBICHU JIFOOOTO U3 COCOOOB, ONMCAHHBIX B HACTOSAIIEM TOKYMCHTE, 3a-
OoneBaHUE MM COCTOSIHHE BHIOPAHO M3 TPYIIIEI, COCTOSIICH U3 Oone3nn Aublreiimepa, 6osesnn [lapkuHcoHa,
T0OHO-BUCOYHOH JAEMEHIINH, AeMEeHIIMH ¢ TesablaMu JleBu (Oone3nu Tenen JleBw), 6onesnn [lapkuHcoHa ¢ fe-
MEHITEH, MHOKECTBEHHOW CHUCTEMHOW aTpoduu, aMHOTPOPHUUECKOTO JIATEPATLHOTO CKIIepo3a, 00JIe3Hu XaH-
THHTTOHA, BOCHAJMTEIBHBIX 3a00JI€BaHUMA, aCTMBI, XPOHUYECKOW 0OCTpyKTHBHOW O0je3Hu nerkux (XOBJI),
XPOHHYECKHUX TENTHIECKUX f3B, TyOepKyies3a, peBMAaTOMIHOTO apTPUTA, XPOHWYECKOTO CHHYCHTA, TeIaTHTa,
renatuta B, remarura C, moxarpsl, BOJYaHKH, IDIEBPUTA, YK3EMBI, TACTPUTA, TICOpHA3a, IICOPUATHIECKOTO apT-
pHUTa, BaCKyJIUTa, JIAPUHTUTA, aJUICPTUUCCKUX PEaKIUi, paccesHHOro ckieposa, Oone3nu KpoHa, TpaBmaTude-
CKOT'0 MOBpeXAeHUs roaoBHoro mosra, CIDP (xpoHnueckoil BOCHATIUTENbHON JEMHUETUHU3UPYIOMIEH MMOINHEH-
pOTaTH), aTOMUYECKOTO IepPMAaTUTa, OOBIKHOBEHHBIX YTPEil, po3aliea, HeaJIKOroJIbHOM KHUPOBOIT O0JIC3HU Teue-
HU, HEAJKOTOJHHOTO CTEaTOTeNaTHTa, TPaBM POTOBHIIEI, HapymieHuH poroBuilel, Oome3nu Llltaprapara (roBe-
HUJILHOW MAaKyJISIPHOM JIereHepalun), BO3PaCTHONH MaKyJspHOW JereHepallid, Cercuca, MUA0CTHYSCKUX paH,
BHUpyca mnpocroro repneca (HSV) n rpubkoBbIX, OakTepHaIbHBIX, BUPYCHBIX M OITyXOJIEBBIX 3a00JICBaHUN N
COCTOSIHUH.

B HEKOTOPHIX BapHaHTaxX OCYIIECTBICHH JIFOOOTO U3 COCOOOB, OIMCAHHBIX B HACTOAIIEM TOKYMEHTE, 3a-
0oyeBaHME WM COCTOSHHE BBIOPAHO W3 TPYMIIBI, COCTOSIIEH M3 MPOTPECCHPYIONIIETO HATBSAEPHOTO IMapainda
(ITHIT), 6one3nn Humanna-ITuka tuna C, cuHIpOMa pa3apakeHHOTO KUIIEYHHKa, ocTeoapTpura, HSV porosu-
ITBI, HHCYJIBTA W MIIEMIYECKON O0JIe3HU cepaLa.

B ermie ofHOM acriekTe B HACTOSIIEM JTOKYMEHTE MPEUIOKEH COco0 BMEMIATEIhCTBA B TETEPOIUMEPH3a-
o TLR2 B kieTke Wi MOIYJTHUPOBAHMUS, IPESIOTBPAILICHIS, 3aMEIJICHUS, PCBEPCUPOBAHUS WITH HHTHOMPOBA-
HUs retepoaumepusanu TLR2 B kineTke, BKIIOYAONINI B ce0s MPUBEICHIE B KOHTAKT KICTKH C 3()(HEeKTHBHBIM
KOJIMYECTBOM I10 MEHbLIEH Mepe oHoro coeanHenus popmyisl (A), (1), Takoro kak coenuHenue u3 Tabdm. 1, uiau
ero TayTomepa, Wik (GpapMareBTUICeCKU MPUEMIIEMOU COJH JIFO0OTO U3 BBIMICTICPCUUCIICHHBIX, W/HIU 0 MCHb-
el Mepe ¢ OJHOH (hapManeBTHICCKON KOMITO3UITUCH, COlepIKaIleii I0 MEHBIIIEH Mepe OJHO COCAMHEHHUE Pop-
myisl (A), (1), Takoe kak coemuHeHne U3 Tabm. 1, mpudyeM NMpHUBeAeHHE B KOHTAKT MPOUCXOIUT in Vitro, ex vivo
WK in Vivo.

JlomomHUTEIRHBIE BapHAHTHI OCYIICCTBICHHUS, IPU3HAKA U MPEUMYIIECTBA HACTOSIIETO OMHUCAHUS CTaHYT
OUYEBUIHBIMH W3 CIIEAYIOIIEr0 MOAPOOHOTO OMHWCAHWS W IMYTEM OCYIIECTBICHUS HACTOSIIETO OIFMCAaHUSI Ha
TpaKTHKE.
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B mensax kpaTKOCTH ONMUCAHUS MYOTUKAIMHA, IIUTHPYEMBIX B HACTOSINCH CHCIM(HUKAINN, BKIOYas MaTCH-
TBI, BKJIFOUCHBI B HACTOSAIINHA JOKYMEHT IOCPEICTBOM CCHLIKH.

IloapoOHOe onucanue CYITHOCTH H300peTeHus

Hacrosmee n300peTeHne OTHOCHTCS K COCTUHEHHUAM, (hapMaleBTHUECKUM KOMIIO3ZHITUAM, COIACPIKALIIM
TaK{e COSAMHECHHS, U K MPUMEHEHHIO TaKUX COCTUHEHUH B CIIOCO0axX JICUCHHUS WK B JIEKAPCTBEHHBIX CPEACTBAX
JUTS JICYEHUS BOCTIAJIMTENBHBIX 3a00JI€BaHNN M ONPEIEICHHBIX HEBPOJIOTHIECKUX PACCTPONCTB, KOTOPHIEC CBsI3a-
HBl C BOCHAJUTEIHHBIMH CUTHAJHHBIMH IPOIECCAMHM, BKIIOYAst, 0€3 OTpaHWYCHUS, HENPABIIIFHO CBEPHYTHIE
OeKm.

HeobxonuMo MpHHATH BO BHUMAHHE, YTO 3TO OMUCAHUC HE OTPAHHYCHO KOHKPETHBIMU OIUCAHHBIMHU Ba-
pUAHTaMU OCYIICCTBICHHS, MOCKOJBKY OHM MOTYT BapbHPOBAThCS. Takke MOHITHO, YTO HCIOJNB30BAaHHAS B
JAHHOM JOKYMEHTE TCPMHUHOJOTHS IPEIHA3HAUCHA HCKIIOUUTEIBHO U OMHCAHWSA KOHKPETHBIX BapHAHTOB
peayu3aIiy U He TIPeHa3HAYCHA JJIs OTpPaHHYCHUS 00heMa OITUCAHUS.

Ecimu He yka3zaHO MHOE, BCE HCIONB3YEMbIC B HACTOSIIEM JOKYMEHTE TCXHUYCCKHE M HAyYHBIC TCPMIHEI
HUMCIOT OOIICTIPUHSTHIC 3HAYCHMS, MOHATHBIC CICIMATHCTY B OOJIACTH TEXHUKH, K KOTOPOW MPHHAIJICIKUT Ha-
cTosimee m300peTeHne. Bece maTeHTHI, 3asBKH, OIMyOJMKOBAHHBIC 3asBKUA M Jpyrue MyOJIMKamud, Ha KOTOPHIC
CCBUTAETCS] HACTOSIIIUI JOKYMEHT, BKJIIFOUEHBI TIOCPEJCTBOM CCHUJIKA BO Bce cBoel mosiHoTe. Ecnu ompenere-
HHE, yKa3aHHOE B JaHHOM pasielie, IPOTHBOPEUHT MIIM MHBIM 00pa3oM HE COOTBETCTBYET ONPEACIICHHUIO, yKa-
3aHHOMY B TATEHTE, 3asBKE WJIM JAPYTOH IyOJMKAIMK, KOTOPBIE BKIIOYEHB! B HACTOSIINN TOKYMEHT MOCPEICT-
BOM CCBUIKH, OIIpEZCTICHNE, yKa3aHHOE B TaHHOM pasjesie, IMeeT MPEUMYIIeCTBO Iepe ONpeesieHIEeM, BKITIO-
YEHHBIM B HACTOSIIUI JOKYMEHT HOCPEICTBOM CCHUIKH.

Hcnonp30BaHuE B HACTOSIIEM OMMCAHUH U B MpHiaracMoi Gopmyiie H300peTeHus GOpM SIHHCTBCHHOTO
YHclia BKIFOYACT B ¢e0s CCHUIKY Ha MHOKECTBCHHOE YHMCIIO, €CITH B KOHTEKCTE SIBHO HE yKa3aHo mHoe. Ciemyer
TaKXKe OTMETHTH, YTO B OPMYITy N300pETCHHSI MOTYT BHOCHUTHCS TIPABKH C IICIBI0 MCKITFOUCHIS JTIFOOBIX HEOOsI-
3aTeNbHBIX 3JIeMeHTOB. ClieIOBaTeNIbHO, JaHHOE YTBEPIKICHHUE JODKHO CIYXKHUTh B KAYECTBE MIPEIBAPUTEIILHOTO
OCHOBAHHUS JUI UCIIOJIb30BAHUS TaKON UCUEPIBIBAIOIIEH TEPMUHOJIOTHH, KaK "UCKIIOYUTENBHO", "TONBKO" U T.1I.
B CBSI3M C YKa3aHHUEM DJIEMEHTOB (OPMYJIIBI H300PETEHUS, MIIK UCTIONH30BaHUS "OTPUIIATEIHPHOTO" TIPHU3HAKA.

B KoHTeKcTe TaHHOTO JOKyMEHTa TepMHHBI "BKiIodatomuit”, "cogepkammii” u "cocTosmuii u3" HCIoJIb-
3YIOTCS B UX OTKPBITOM HEOTPaHUUUTECIFHOM CMEBICIIE.

g obecnieuenust Oonee KpaTKOTO OMHCAHUS HEKOTOPBIE KONWYECTBEHHBIE BBIPAKCHHS, IPUBEICHHBIC B
HACTOSAIIEM JTOKYMEHTE, HE OTPEICIICHBI ¢ MIOMOIIBI0 TepMHuHA "0KoJ10". ClieyeT MOHNMAaTh, YTO HE3aBHCUMO OT
TOTO, UCTIONB3YETCS JTM TEPMHUH "OKOJIO" SIBHO WJIHM HET, KQKJI0€ KOJIMYECTBO, IIPUBEICHHOE B HACTOSIIEM JIOKY-
MEHTE, TPEIHA3HAYCHO IS 0003HAueHUsS (PAKTHYCCKOTO 3aJaHHOTO 3HAYCHUS, a TAKXKE MPEIHA3HAUCHO IS
0003HaYCHHS aNMPOKCUMAIIMY K TAKOMY 33JJAHHOMY 3HAYCHHUIO, KOTOPOE OOBEKTHBHO MPEIONAracTcs CreIma-
JUCTOM B JaHHOU OOJIACTH TEXHHKH, BKIFOYas SKBUBAJICHTHI M allPOKCUMAIINH, 00YCIIOBICHHBIC SKCIICPUMEH-
TaNBHBIMA W/WJIM U3MCEPUTEIEHBIMU YCIOBUSIMH JIJISI TAKOTO 33JaHHOTO 3HAYCHUWs. Beskwii pas, Koraa BBIXO
BBIPAKEH B MPOIICHTAaX, TAKOH BBIXOJ OTHOCUTCS K MAacce COCAMHCHHUS, M KOTOPOTO YKa3aH BBIXOJ, OTHOCH-
TEJEHO MaKCUMAJIBHOTO KOJHYECTBA ATOTO KE COCIUHCHHS, KOTOPOE MOTIIO OBITh MOJYYCHO B KOHKPETHBIX CTeE-
XHOMETPHUECKUX YCIOBUAX. 3HAUEHHS KOHIICHTPAIUH, BEIPAKCHHBIE B MPOIEHTAX, OTHOCATCS K MaCCOBBIM CO-
OTHOIICHUAM, €CIIH HE YKa3aHO HHOE.

Ecmm He yka3aHO MHOE, BCE HCIIOIB3yEeMbIC B TaHHOM JOKYMEHTE TeXHHUECKHE U HAYYHbIC TEPMHUHBI HMe-
10T OOIIENpUHATHIC 3HAYCHUS, TOHATHBIE CIICIHAINCTY B OOJIACTH TEXHUKH, K KOTOPOH NMPHUHAIIC)KUT HACTOS-
mee n3oopereHue. XoTs JIF0ObIe CITOCOObI M MaTEPHAITBI, TTOTOOHBIC HITH 3KBUBAJICHTHBIE TEM, KOTOPHIC OITMCAHBI
B HACTOAIIEM JOKYMEHTE, TAK)KE€ MOTYT OBITh MCIOJIB30BAHBI IIPU MPAKTHYCCKOM MPUMCHECHHH WM TECTHPOBA-
HUM HACTOSIIETO PacKphITHI. Bce myOmuKamvu, ymoMsHYTEIC B JAHHOM JOKYMCHTE, BKJIFOUCHBI B JTAHHBIN T10-
KYMCHT TOCPEJCTBOM CCBUIKH C IENIBI0 PACKPBITHS U OMUCAHUS CIIOCOOOB W/WIIM MAaTEPUAIIOB, B CBS3H C KOTO-
PBIMU [IUTUPYIOTCS ITH Ty OIUKALINH.

Ecimu He ykazaHO WHOE, CITOCOOBI M METOJMKH HACTOSINUX BApUAHTOB OCYIICCTBICHUS, KaK MIPABHJIIO, BHI-
TIOJHSIFOTCS B COOTBETCTBUHU C OOBIYHBIMH CITOCOOAMU, XOPOIIO U3BECTHBIMY B TAHHOW 00JIACTH TEXHUKH U OTIH-
CaHHBIMH B PA3JWYHBIX OOHIMX M Oojiee KOHKPETHBIX CCHUIKAaX, KOTOPbIC IUTHUPYIOTCS M OOCYXKHaloTcs B Ha-
crosimeM ormcanuu. Cwm., Harmpumep, Loudon, Organic Chemistry, Fourth Edition, New York: Oxford Univer-
sity Press, 2002, p. 360-361, 1084-1085; Smith and March, March's Advanced Organic Chemistry: Reactions,
Mechanisms, and Structure, Fifth Edition, Wiley-Interscience, 2001.

Howmenknartypa, ucronb3yemasi B HACTOSIIEM JOKYMEHTE JJIsl Ha3BaHUs COSAWHEHHH 110 HACTOSIIEMY H30-
OpeTeHnIo, MPOWLTIOCTPUPOBAHA B pUMeEpax B HACTOSIIEM JOKyMeHTe. JlaHHas HOMEHKJIATypa, KaK IPaBHIIO,
ObLTa OJYYEHA C TIOMOIIBI0 KOMMEPUYECKH TOCTYIMHOTO mporpaMmmHoro obecnedeHuss ChemBioDraw Ultra, Bep-
cus 14.0.

Crnenyet MOHUMATh, YTO HEKOTOPBIC 0COOCHHOCTH HACTOSIIIETO ONMUCAHUS, KOTOPBIC IS SICHOCTH OMTUCAHBI
B KOHTEKCTE OTICIBHBIX BAPHAHTOB OCYIICCTBICHHUS, TAKKE MOTYT OBITh IPEACTABICHBI B KOMOMHAIIUHN B BUJIC
OJTHOTO BapHaHTa OCymiecTBIcHHs. Y Ha000pOT, pa3iuyHble 0COOCHHOCTH HACTOSIIECTO OMHUCAHUS, KOTOPBIC IS
KPaTKOCTH OMHMCAHBI B KOHTCKCTE OJHOTO BaAPUAHTA OCYIICCTBICHHS, TAK)KE MOTYT OBITh MPEICTABICHBI OTICIb-
HO TUTH B JIIOOOW moaxozsmeii mogkoMOnHanyy. Bee koMOMHAINK BapHaHTOB OCYIIECTBICHHUS, KOTOPBIE OTHO-
CATCI K XMMHYECKHM TpyIIaM, IPEACTaBICHHBIM IEpEeMEHHBIMH, SBHBIM 00pa3oM BKIIOYCHBI B HACTOSAIICE
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OIKCAHKE ¥ OIUCAHBI B HACTOSAIIEM JOKYMEHTE TOYHO TakK JKe, KaK eciu Obl Bce 03 MCKITFOUCHUsSI KOMOWHAIINN
OBUTH OTHENHHO M SBHBEIM 00pa3oM OIMCAHBI B TOW Mepe, B KOTOPOH IMOJ00HBIC KOMOWHAIIMK OXBATHIBAIOT CO-
€JMHECHHS, KOTOPBIE TPEICTABISAIOT CO00M CTaOMIbHBIE COeNUHEHUS (T.€. COSAMHEHHUsS, KOTOPBIE MOTYT OBITh
BBIJICJICHBI, 0XapaKTEPU30BaHbI U POTECTUPOBAHBI HA OMOJIOTHYECKYIO aKTHBHOCTH). Kpome Toro, Bce moKoM-
OMHALMY XUMHUYECKUX TPYIII, MEPeUUCICHHBIX B BapUaHTaX OCYIIECTBIICHHS, OMHCHIBAIOIINX TaKHE MEepeMEH-
HbIE, TAKOKE SIBHBIM 00pa30M BKIIIOYEHBI B HACTOSIIEE OMIMCAHNE U OMUCAHBI B HACTOSIIEM JOKYMEHTE TOYHO TaK
JKe, Kak eciu Obl Bce 03 MCKIIIOUEHUS MOAKOMOWHAIIMYA XUMUYECKUX TPYIIT ObUTH OTACIIBHO U SIBHBIM 00pa3oM
OTIHCAaHBbI.
CoenuHenust

CoeMHEHHS M UX COJIM (Takue Kak (papMaIleBTUYCCKH IPUEMIIEMBIE COJIH) MOAPOOHO OMUCAHBI B HACTOS-
mIeM JOKYMEHTE, BKJIFOUYasi KPaTKoe M3JI0KEHUE CYIIHOCTH M300pETCHHS W MpHiaracMyro (GopMyry u300peTe-
Hus. Taxoke MPeToKEHO UCIONB30BaHUE BCEX COCAMHCHHI, ONMMCAHHBIX B HACTOSIIEM JOKYMEHTE, BKIFOYAsS
JMIOOBIE W BCE CTEPEOM3OMEpHI, BKIOYAs TEOMETPHYCCKHE H30MEpHI (HAIpUMEp, IUC/TPaHC-U30MEPHI HIH
E/Z-n30Meps1), 3HAHTHOMEPHI, TUACTCPEOMEPH U UX CMECH B JTFOOOM COOTHOIICHHH, BKIIOYAs PAllCMUYICCKHE
CMECH, COJIM U COJIbBAThl COEJANHEHUIA, OMIMCAHHBIX B HACTOAIIEM JIOKYMEHTE, a TAKIKE CIIOCOOBI MOJY4YCHHS Ta-
KuX coequHeHui. JI1o0oe coelMHeHUe, ONMMCAHHOE B HACTOSILEM JIOKYMEHTE, TAK)KE MOXKET Ha3bIBAThCS JieKap-
CTBEHHBIM CPE/ICTBOM.

B onHOM acniekTe npeiokeHsl coequHeHus GopMyITsl (A)

RI

R? R?

(A),
WIH TayTOMeEDp, WU (papMareBTHIeCKy IpueMiieMast CoJib JIF000T0 U3 BBIIICTICPEUHCICHHBIX,

[
TAC ~-’ YKa3bIBA€T, YTO KOJIBIO ABJISICTCA HACBIICHHBIM, YaCTUYHO HCHACBIIICHHBIM WX IMOJIHOCTHIO HE-
HACBIIICHHBIM

anns

!
B, RS

£
G4-.Ge
YKa3bIBAET, UTO  C5 nprcoeanHeH K E- nin Z-xoHdurypanuu;

G u G,, KKl HE3aBUCUMO, TIpeACTaBIsIOT co00it CR™ win N;

R* npencrapnseT o060 BOXOPO WK TAllOTEH;

OJIMH U3 R' u R? mpexcrasmsier co6oii -OH, a apyroii BeIOpaH u3 rpymisi, cocrosimei u3 -C(O)R%,
-CH=NR/, -S(O)R", -S(0),R¢, -NHC(O)R?, -NHS(O),R¢, -C,-Cg-anxmn-R’, -C,-Cg-ankenmn-RE, HezaMemeHHOr0
nin 3ameneHHoro Cs-Cg-IUKIoaNKuiIa, He3aMelmeHHoro uin 3aMmeieHHoro C;-Cg-IMKIOaJKEHnIa U He3aMe-
MICHHOTO WJIH 3aMEIIEHHOTO TeTePOIMKIIOATKIIIA;

R®, R, R® u R, kaxisii HesaBucuMo, mnpexctaBimsior coGoii H, C,-Cg-amkm, C,-Cg-alKeHHI,
C,-Cg-ankunun, C;-Cg-rajoreHaqkui, He3aMEIEHHBIM WM 3aMEIEeHHBIA TeTepOLUKINI, He3aMEeUIeHHbINH WU
3aMEIICHHBIA TeTePOapuIl, OCH30MI WIH CTHPUIL,

R¢ npencrapusier coboit H, Ci-Cg-ankmn, C,-Cg-amkenmn, C,-Cg-amkuami, C;-Cy-ranoreHankui, He3aMe-
IICHHBIN WK 3aMEIICHHBIA TeTEPOIMKIINII, He3aMEIIICHHBIA WITH 3aMEIICHHBIN TeTepOapul WIH OCH30MUIT;

R u RE, KaIblil HE3aBUCUMO, MPEACTABIAIOT coboi -OH, He3amenennsiii rerepoapmi, -NR™R", 6enzon
WA CTUPHIT;

R™ u R", kaxnplii He3aBucuMo, npeacTaisior coboi H, C-Cg-ankuin, C,-Ce-ankenun, C,-Cg-anIKuHUIT -
00 He3aMELIECHHbIH MU 3aMEICHHBIH LINKIIOAIKHIIT;

R’ npencrapnsieT co60i HE3aMEMIEHHBIN WM 3aMEIIEHHBIN TeTEPOLMKIINII, HE3aMEIEHHBIN WM 3aMEIIEH-
ubiit apu, -ORY, -NHRY, -NHC(O)R¥, -NHS(0),R* nmir -NHC(NH)NH,;

R¥ npencrasiseT coooit Ci-Cg-ankun, C,-Cg-ankennn, C,-Cq-ankuami, C;-Cg-IUKIT0ATKAT WX apui;

R’ npenacrasisietr coboit H, Ci-Cg-ankun, C;-Cy-amkokcu wim ranoreH, rae Ci-Cg-ankmn u Ci-Cg-aIkokcH
13 R®, KasKIplil He3aBUCHMO, SIBISTIOTCS He3aMEICHHBIMH WX 3aMEIICHHBIME OJHUM HIIH OOJIee TalOreHOB;

rae:

xorma R' umn R? npencrasister co6oit -C-Cg-ankmn-OH umn -C,-Cg-anknn-NR™R", rae R™ i R”, kaxpii,
npeacTaBstoT coboit Ci-Cg-ankm, R’ BbIOpaH w3 rpymmbl, cocrosmiei u3 Ci-Cg-ankmna, C,-Cg-alKOKCH U
rajoreHa;

korma R' wm R? MpeacTaBIsIeT co00H He3aMelmeHHbIM Wi  3aMemeHHbId  C3-Cg-IIMKIIOQNIKIIT,
-NHC(O)CH; nma -S(0),-R°, rme R® mpeacrasnsier co6oil He3aMEIIEHHBIM WM 3aMELIEHHBIA T€TEPOLUKIIUIL,
R’ BBIOpaH U3 rpynmsbl, coctosmmei n3 Ci-Cg-amkuia, C,-Cg-aJIKOKCH 1 TaJIOTeHa,;
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xorsa R' mmn R® mpencraBmser coboit -CHO, R’ BeIOpaH M3 Tpymmbl, COCTOAIIEH M3 BOIOPOJA,
C,-C4-aIKOKCH M rajIoreHa;

xorma R' mwm R? mpencrasisier co6oii -C(O)CHs, R® BbiGpan u3 rpymmsl, coctosimeii u3 Cy-Cg-aIKOKCH H
TaJIOTeHA;

xorma R' wmm R? mpencrasmsier co6oii -C(O)CH(Br)CH; mm -C(O)CH(Br)CH,CHs, G- mpeacraBisier co-
6oii C unu CH;

xorma R® MIPEeCTaBIsET cOO00M BOAOPOM, HE OoJiee YeM OJHH U3 R6a, R6b, R* u R™ MpeCTaBIsIeT coOoi
-CF;, He 6onee gem oxun u3 R, R, R® u R* npexcrasmsier coGoii -CH; 1 He Gomee yem ous u3 R*, R, R*
u R% npeacrasisiet cobo -OH,

Y npencrasnser coboii -C(0)- umu otcyreTByert, a R* m R®, kasplii, npeacrasisor coboit H i

Y orcyrerByer, a R* u R’ 06bemunsiores 11 06pazoBanus -S-;

G; npeacrasmser coboit CH(X;-R®), C(X;-R*), N,N(X;-R®), S mmn O;

G, mpeacraBuseT codon CH(XZ-R(’b), C(XZ-RGb), N,N(Xz—RGb), S unm O;

Gs npeacrasmser co6oit CH(X3-R%), C(X5-R%), N,N(X5-R%), S mmm O;

Gg peacTaBseT co0oi CH(X4-R6d), C(X4-R6d), N,N(X4—R6d), S, O uim OTCYTCTBYET;

G- npencrasisiet coboit N, C niu CH;

rae, korna Gs npeacraBiseT cooort N, mpuMeHsieTcsl 1o MeHbInel Mepe oo u3 (i), (i) u (iii):

(i) mo menbie# mepe oauH u3 G;, G4 u G4 He aBisiercs CH;

(ii) R* 1 R® oGbeaunsorest 1st 06pa3oBaHmst -S-;

(iii) R® npencrasmsier co6oit -OCH; mth ranore;

dohy bty

Xy, X5, X3 1 Xy, KaXABIH HE3aBUCUMO, OTCYTCTBYIOT, IPEACTABIISIOT CO00 >

m paBHO 1-6;

Réa, R6b, R* u R6d, KK HE3aBUCUMO, MpeAcTaBisiioT coboi Bomopoa, C-Cy-ankmi, C;-Cg-aNKoKCH,
rasioreH, -OH, -NRPRY, apui, rerepormkim, rerepoapui, -C-Cg-ankuin-retepormkinmi, -OC(O)-reTeporkim,
-C(O)R", -S(0),NR"'R™, -S(0),R” mmn -NR*S(0),R?, rne C;-Cg-anxmn u C;-Cg-ankoken u3 R® R® R u
R®, kaskzplil He3aBUCHMO, SBISIOTCS HE3aMEILCHHBIME WM 3aMELICHHBIMU OJHON WM Gonee TpyIIaMH, BBI-
OPAHHBIMHU U3 TPYIIIBI, COCTOSAMIEH U3 IIMKIOATKIIA ¥ TaloreHa; apii u retepoapin u3 R%, R®, R u R*, kax-
JIBIA HE3aBHCHUMO, SIBJISIOTCS HE3aMCEUICHHBIMU WIIM 3aMCIICHHBIMH OJHOW WM OOJiee TPYIIIaMH, BRIOPAHHBIMH
u3 rpymmsl, cocrosimed u3 C;-Cg-amkuna, C,-Cg-amxokcu, -OH u C;-Cg-ankun-OH; a reTeponukini,
-C-Cg-anxumn-rereporkinmi U -OC(O)-reTeporuKiImI 13 R6a, R6b, R® u R6d, Ka)XKIbIH HE3aBHCHUMO, SIBIISIOTCS
He3aMeIICHHBIMI WM 3aMEIICHHBIMU OJHOW Wiu OoJiee TPYIIaMH, BHIOPAHHBIMH W3 TPYIIBI, COCTOSIIEH M3
C,-Cs-anxuna, C,-Cg-anxokcu, -OH, C-Cg-anxmin-OH, =0 u =S;

R" BBIOpaH u3 rpymmsl, coctosmei u3 H, C,-Cg-ankuna, C,-Cg-ankokcu, C;-Cg-nuxnoankuna u -NR'R®;

RP npencrapnsier coboit H nmm C-Cy-anku,

RY npencraBmser coboit C,-Cs-amkui, -C(O)R', -C(O)OR", -C(O)NRY;

R', R®, R"' u R”, kaxp1it HesaBucuMo, Beiopanst n3 H n C,-Cg-anknnia;

R" R RY, R™, RY u R?, kaxplit He3aBHCHMO, BhIOpanbl n3 H, C,-Ce-aIknia, He3aMeleHHOTO MM 3aMe-
meHHOTO C;3-Cy-IMKITOATKIIIA U He3aMEIIEHHOTO FITH 3aMEIICHHOTO TeTEPOIMKIIMIA; WIIH

Gs npeacrasmser co6oit CH(X3-R*) mmn C(X5-R™);

G mpeacTaBuseT codon CH(X4-R®) mmm C(X4-R*);

R* i R® B3srel BMecTe ¢ aToMaMu yriepoja, K KOTOPBIM OHH TPHCOCAHHEHBI, I 0OPasoBAHMS
6-4JICHHOTO apHJILHOTO, 6-YJICHHOTO TEeTePONMKIMILHOTO WU 6-WIEHHOTO TeTEpOapHiILHOTO KOJbIA, TIE
6-4JIeHHOE apWIIbHOE, 6-4JICHHOE TeTePOLMKIMIBbHOS U O-UJICHHOE TeTePOapHIIbHOE KOJIbIA, KAKI0€ HE3aBHCH-
MO, SIBIITIOTCS HE3aMEIEHHBIMU WIIH 3aMEIEHHBIMU;

e He Goee yem oxuu w3 R®, R, R u R® npencrasmsier coboit C;-Cg-anxoxen wim -OH;

IIIe COEINHEHNE HE SIBIISIETCS COeqnHEHNEM u3 Tadi. 1X.

B HekoTOphIX BapnaHTax ocymiecTBiIeHus Gopmysl (A)

../ YyKa3bIBaeT, YTO KOJBIIO SBISCTCS HACKHIICHHBIM, YACTHYHO HCHACHIIIICHHBIM HITH MOJHOCTHIO HEHACKI-
IICHHBIM;

§ YKa3bIBaeT, 4To  ° npucoeanHeH K E- win Z-koHdurypanuu;

G u G,, KaxXIbIil HE3ABUCUMO, TIpeACTaBIsIOT co0oit CR* mn N;

R* npencrapnsieT o060 BOXOPO WM TAllOTEH;

ommu m3 R' u R? mpexcrasmsier coboit -OH, a apyroii BeIGpan u3 rpymmsi, cocrosimeil u3 -C(O)R,
-CH=NR/, -S(O)R", -S(0),R®, -NHC(O)R?, -NHS(0),R", -C;-Cg-ankmn-R", -C,-Cg-ankenunn-RE HezaMemeHHOro
win 3amenieHHOro C;-Cg-IIMKII0aNIKuIa, He3aMEIICHHOTo MK 3aMelieHHOTO C;-Cg-IIMKIOANKCHIWIA U He3aMe-
MICHHOT'O WK 3aMEIICHHOTO TeTePOIUKIIOANKIIA;
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R, Rb, R° m R°, xaxmelii HesaBucumo, mpeactaBisior coboir H, C-Cg-ankumn, C,-Cg-ankeHu,
C,-Cg-ankunun, C;-Cg-rajgoreHaqkui, He3aMEIEHHbI WM 3aMEIEeHHBIA TeTepOLUKINI, He3aMEUIeHHbINH WU
3aMeIIeHHBIN TeTepoapil, OCH30MI WIA CTHPHUI;

RY npencrasusieT coboit H, Ci-Cg-ankxun, C,-Cg-ankenmn, C,-Cg-ankunami, C;-Cg-raqoreHankui, He3ame-
IIICHHBIN WM 3aMEIICHHBIN TeTePOIUKITIII, He3aMEIICHHBIN MITH 3aMeeHHBIN TeTepoapmil Wi OCH30WIT;

R" 1 RE, kax/plii He3aBUCHMO, IIPEACTABISIOT coboii -OH, HezamemenHsii retepoapm, -NR™R", Gerzont
WA CTUPHIT;

R™ u R", kaxnplii He3aBucuMO, npeacTaisioT coboi H, C-Cg-ankuin, C,-Ce-ankenun, C,-Cg-anIKuHUIT ITH-
00 He3aMeLIEHHBIH WK 3aMEIIEHHBIH IUKIOAIKHUIL;

R’ npencrapnser co6oi He3aMEIIEHHBIN WM 3aMEIIEHHBIN TeTEPOIMKIIMII, HE3aMEIIEHHBIN WM 3aMEIleH-
up1it apui, -ORY, -NHRY, -NHC(O)R*, -NHS(0),R* umi -NHC(NH)NH,;

R npezacraBisget coooi Ci-Cg-amkmin, C,-Cy-anmkermn, C,-Cg-ankuami, C;-Cg-IIUKIOATKAT WIH AP,

R’ npenacrasisietr codoit H, Ci-Cg-ankun, C;-Cy-amkokcu wim ranoreH, rae Ci-Cg-ankmn u Ci-Cg-aIKoKCH
13 R®, KasKIplil He3aBUCHMO, SIBISTIOTCS HE3aMEICHHBIMH WX 3aMEIICHHBIME OJHHM HIIH OOJIee TalOreHOB;

Y npexcrasmsier coGoii -C(O)- wu otcyreTsyer, a R* u R®, kaxpiii, npeacrasmsor coGoii H mmm

Y orcyrerByer, a R* u R® 06beauHsIOTCS [T 06pasoBaHus -S-;

G; npexcrasisier coboit CH(X;-R®), C(X;-R*), N,N(X;-R®), S mwm O;

G, npencrasisier co6oit CH(X,-R®), C(X,-R®), N,N(X,-R®), S mwnu O;

Gs npeacrasisier co6oit CH(X5-R%), C(X5-R*), N,N(X;-R%), S mwm O;

Gg mpeacTaBIseT co00M CH(X4-R6d), C(X4-R6d), N,N(X4—R6d), S, O uim OTCYTCTBYET;

G; npencrasnser coboit N, C wiu CH;

rae, korna Gs npeacraBiser coboit N, mpuMeHseTcs o MeHbIei Mmepe oauo u3 (i), (ii) u (iii):

(i) mo menbieit Mmepe oauH u3 Gz, G4 u Gg He saBisiercss CH;

(i) R* 1 R® 00beMHsIOTCS 11 06pa30oBaHus -S-;

(iii) R? mpencrasnser coboit -OCH; mu ranores;

e

Xy, X3, X3 1 Xy, KOKIBIH HE3aBUCUMO, OTCYTCTBYIOT, MIPEJCTABISIOT COOOM i ;

m paBHO 1-6;

R(’a, R(’b, R® u R(’d, KaXIbIil He3aBHCUMO, MPEICTABISIOT coboii Bomopon, Ci-Cy-anmkui, C;-Cg-aaKokcH,
rasioreH, -OH, -NRPRY, apui, rerepormkim, rerepoapui, -C-Cg-ankuin-reteporukimi, -OC(O)-reTeporukim,
-C(O)R", -S(0),NR"'R™, -S(0),R” mmn -NR*S(0),R?, rne C;-Cg-anxmn u C;-Cg-ankoken u3 R® R® R u
R®, kaskzplil He3aBUCHMO, SBISIOTCS HE3aMELCHHBIME WM 3aMEICHHBIMU OJHON WiIH Gonee TpyIIaMH, BBI-
OpaHHBIMH U3 TPYIIIIBI, COCTOSIICH U3 MUKIOATKIIIA U TAIOTeHA;

apuil U TeTepoapui u3 R6a, R6b, R® u R6d, Ka)XJIpIii HE3aBUCHMO, SBIISIOTCS HE3aMEIICHHBIMHM WJIM 3aMeE-
MICHHBIMU OJTHOW WJTK OoJjiee TPpyIaMu, BEIOpaHHBIMU U3 Tpynibl, cocrosmei n3 C;-Cy-ankmna, C,-Cg-aKoKCH,
-OH u C;-Cg-anxmn-OH; a rerepoumkimi, -C;-Cg-ankmn-rereponukiamwt 1 -OC(O)-reTeporuKkinI 13 R6a, R6b,
R u R6d, KK HE3aBUCHUMO, SBIISIOTCS HE3aMENICHHBIMU WIIA 3aMEIICHHBIMU OJHOW WIIM 0oJjiee TpyIIamH,
BBIOpaHHBIMHU U3 TpynIbl, coctosmeit u3 C,-Cg-ankuna, C,-Cg-ankokcn, -OH, C;-Cq-ankmin-OH, =0 u =S;

R" BBIOpaH u3 rpymisl, coctosmen u3 H, C,-Cg-ankuna, C,-Cg-ankokcu, C;-Cg-nukmoankuna u -NR'R®;

RP npencrasnster coboit H wmm C-Cg-anku,

RY ipencrasnser coboit C,-Cs-ankui, -C(O)R', -C(O)OR", -C(O)NRY;

R', R®, R"' u R”, kaxp1it HesaBucuMo, Beiopans n3 H n C,-Cg-anknnia;

R, R", R", R, R u R”, xaxpIii He3aBucuMo, Beiopansl 13 H, C;-Cg-aIknia, He3aMeIIeHHOTO MM 3aMe-
meHHOTO C;3-Cg-IIUKITOANTKIIIA M HE3aMEIISHHOTO WK 3aMEIICHHOTO TeTEPOITNKITNIIA; HITH

Gs npexcrasisier co6oit CH(X3-R%) mm C(X5-R*);

G, npencrasisier co6oit CH(X4-R%) mm C(X,-R*Y);

R* u R% B3srhl BMecTe ¢ aToMaMu yriepoja, K KOTOPHIM OHH TPHCOCAMHEHBI, JUI 0OpasoBAHMS
6-4JICHHOTO apHJILHOTO, 6-YJICHHOTO TEeTePONMKIMILHOTO WU 6-WIEHHOTO TeTEpOapHiILHOTO KOJbIA, TIE
6-4JIeHHOE apWIIbHOE, 6-4JICHHOE TeTePOLMKIMIbHOS U 6-UJICHHOE TeTePOapHIIbHOE KOJIbIA, KAKI0€ HE3aBHCH-
MO, SIBJIIOTCS HE3aMEIICHHBIMU WIIH 3aMEIEHHBIMU;

rie "He 0ojiee YeM OJUH U3 R(’a, RGb, Ry R npezacraBisiet cobort C;-Cg-anmxokcu wm -OH;

IJie COeIMHEHUE HEe SBIIIETCS COeTuHeHHEeM U3 Tao. 1X.

B HekoTOpHIX BapHaHTaX OCYIICCTBICHUS GOpMYITBI (A) IPUMEHSETCS OJHO WK 00JIee U3 CIICAYIOIICTO:

(1) korma R wmm R? npeacrasmsier co60ii -C,-Cg-ankmn-OH umn -C;-Cg-ankmn-NR™R", rie R™ u R, kax-
IIBIH, pencTaBisitoT cobort Ci-Cg-ankm, R’ BEIOpaH u3 rpynmsl, cocrosimeit u3 C;-Cy-anmkuia, C,-Cy-alkoKCH U
TaJIOTeHa;

(2) xorma R' mwm R? mpencraBiser co6oif He3aMEIICHHBIH WM 3aMemeHHbIH Cs-Cy-IHKIOAIKHIL,
-NHC(O)CH; nm -S(O),- R, rue R® mpeacrasisier co00l HE3aMEIIEHHBIN MIIM 3aMEIEHHBIM T€TEPOLUKIIUIL,
R’ BBIOpaH U3 Tpymnmsbl, coctosmei n3 Ci-Cg-amkuia, C,-Cg-aJIKOKCH 1 TaJIOTeHa,;

(3) xorma R' mmm R? mpexncraBmsier coGoii -CHO, R’ BbIGpaH W3 rpymmel, cocTosmieil W3 BOZOPOIA,
C,-C4-aIKOKCH M rajloreHa;
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(4) xorna R' mmu R* npesicrapnser co6oii -C(O)CH;, R® BeI6pan u3 rpynmsl, coctosimeit n3 Cp-Cg-ankokcu
Y raJjloreHa;

(5) xorma R' wm R? npencrasisier coGoii -C(O)CH(Br)CH; wu -C(O)CH(Br)CH,CH3, G; mpeacrasisier
co6oii C wm CH; u

(6) korma R® mpencrasisier co6oit Bogopox, He Goree dem ot u3 R® R®, R® i R npexcrasmsier coGoit
-CF;, He 6onee gem oxuu u3 R, R, R® u R* npexcrasmsier coGoii -CH; 1 He Gonee yem oaus u3 R*, R, R*
1 R® npexncrasiser coboit -OH.

B HEKOTOpBIX BapHaHTax ocyliectBicHus Gopmyist (A) Y mpencrasiser co6oii -C(0)-, a R* u R, kax-
JIBIiA, TpeacTaBIsoT coboit H. B HekoTOphIX BapuaHTax ocymectBieHus Y orcyrctByer, a R* u R’, xaxcsiii,
npencTaBiaioT coboit H. B mpyrux BapuanTax ocymectsienus Y orcyrctByer, a R* u R’ o6beauusiores ans
o0pazoBaHu -S-.

B HexoropsIx BapuaHTax ocymectBieHUs Gopmyisl (A) G; n G,, KaXIslii HE3aBUCHMO, ITPEACTABISIOT
coboit CRY, rme R* mpencrasisier co6oit H miu ranoren. B HekoTopsix BapuanTax ocyuiectBienus G u G,, ka-
KB He3aBuCUMO, npencTaBiisitoT coboit CH, CF, CCl umu CBr. B HekoTOphIX BapuaHTax ocyliecTBieHus G u
G,, Kax eI, ipencTaBisiioT codoit CH. B koHkpeTHOM BapuanTe ocymectsieHus G, mpencrasisier coooii CF, a
G, nipencrasiser coboit CH. B apyrom Bapuante ocymectBienus G, npeacrasiser cooorr CH, a G, mpencras-
aset coboit CF. B mexoTopeix BapuanTax ocymectsienus G, mpencrasiser coboit CRY, a G, nmpencrasuseT co-
601 N. Hanpumep, B HEKOTOPBIX BapuaHTax ocymiectBienus G, npeacrasiser coboit CH, CF, CCl unmu CBr, a
G, npencrasisier cobord N. B HeKoTopsIX BapmaHTax ocymiectBieHuss G; mpenctasiser cooorr N, a G, mpen-
crasisier coboii CR*. Hampumep, B HEKOTOpBIX BapuaHTax ocymectsienus G, mpexacrasiser coboii N, a G,
npeactasiser coooir CH, CF, CCl unu CBr. B npyrux Bapuantax ocymectsienust G; u G,, Kakabli, IpecTas-
Js1r0T co60ii N.

B HEKOTOpHIX BapWaHTaX OCYLIECTBICHMS, Kornma Jiro0as KOHKpETHash Tpynma —3aMeraercs,
yKa3aHHas TIpynma 3aMeIlaeTcss OJHUM WM Oojiee  3aMECTHTENISIMHM, BBIOPAaHHBIMH M3  TPYIIIH,
cocrosmient u3 okco, C;-Cg-ankmna, C,-Cg-ankenuna, C,-Cq-ankununa, rasorera, -CN, —ORAI, -SRAI, -NRAZRM,
-NO,, -C=NH(OR""), -C(O)R™', -OC(O)R*!, -C(O)OR™', -C(O)NR*R™, -OC(O)NR™R™, -NR*'C(O)R*?,
NRMC(O)ORYM,  -NRMC(O)NRMR™,  -S(O)R™, -S(0),R*, -NR*S(O)R™, -C(O)NR*'S(O)R™,
NR*S(0),R*, -C(O)NRA'S(0),R™, -S(O)NR™R™, -S(0),NR™R™, -P(O)(OR**)(OR™), C;-Cg-umxio-
ankwia, 3-12-wireHHoro rereporukiamia, S5-10-unmenHoro rerepoapuia, Cyq-Ciz-apmia, -(C-Cs-amkwmneH)CN,

—(CI—C3—aHKI/IHeH)ORA1, -(CI-C3—aHKHHCH)SRA1, —(C1—C3-anKI/meH)NRAZRA3 R -(C,-Cs-ankmnen)CF;,
~(C,-C-ankminen)NO,, -C=NH(OR""), ~(C,-Cs-ankmren)C(O)R™, ~(C,-Cs-ankunen)OC(O)R?,
~(C;-Cs-ankunen)C(O)OR™, ~(C;-Cs-ankmnen)C(O)NRAR™, ~(C;-Cs-ankunen)OC(O)NRMR™,

«(C-Cs-ankunen)NRY C(O)R™,  ~(C;-Cs-ankunen)NRY' C(O)OR™,  ~(C;-Cs-anxmaen)NRA' C(O)NRR™,
«(C;-Cs-ankunen)S(O)R™, ~(C;-Cs-ankunen)S(0),R*, «(C;-Cs-anxunen)NR*' S(O)R™?, -C(0)(C;-Cs-ankumnen)-
NRMS(0)R™,  ~(C;-Cs-anxunen)NRA'S(0),R*,  -(C,-Cs-anxunen)C(O)NRAS(0),R™,  -(C,-C;-ankunen)-
S(O)NR™R™, -(C,-Cs-amxunen)S(0),NRR™, -(C,-Cs-ankunen)P(0)(OR*)(OR™), -(C,-Cs-anxmnen)(C;-C-
LUKJIOATIKUIIA), -(Cy-Cs-ankunen)(3-12-uneHHOr0O reTepOLMKINIA), -(C1-Cs-ankunen)(5-10-uneHHOTO
retepoapuna) u -(C;-Cs-ankunen)(Cq-Cy4-apuma), Tie oauH WU 0ojiee 3aMeCTHTENeH, KaKIblii HEe3aBUCUMO,
SIBIITIOTCSI HE3aMEIICHHBIMH WJIM 3aMEIICHHBIMH OJHUM WK 0ojiee NOTIOTHUTEIHLHBIMH 3aMECTHTEIISIMH, BbI-
OpaHHBIMH U3 TPYIIIBI, COCTOSIICH U3 rajoreHa, okco, —ORA4, -NRA4RA5, -C(O)RA4, -CN, -S(O)RA4, -S(O)ZRM,
-P(O)(OR*)(OR™),  ~(C;-Cy-ankmnen)OR™,  -(C;-Cy-ankmren)NRMR™,  -(C,-Cs-ankmnen)C(O)R™,
~(C,-Cs-ankunen)S(O)R™,  -(C;-Cs-ankmien)S(0),R™,  -(C,-Cs-anknnen)P(O)(OR)(OR™),  C3-Cg-uukiio-
ankuna, C,-Cg-ankmia u C;-Cg-ankumna, 3amerieHHoro okco, -OH uim ramoreHom; riae Kaxaplii R*! HesaBucumo
npejacTaBisieT coooit Bogopon, C-Ce-ankmn, C,-Cy-ankenmi, C,-Cg-ankunami, C;-Cg-nmkmoankui, Cq-Ciy-apu,
5-6-uneHHbli reTepoapuia win 3-6-wiennslil retepouukimi, rae C,-Cg-ankun, C,-Ce-ankenun, C,-Co-alKuHUI,
C;-Cg-uuxnoankui, Cg-Cy-apun, 5-6-4ieHHBIH reTepoapui U 3-6-4JIeHHBIH TeTepPOLUUKINI HE3aBUCUMO SBIISI-
FOTCSl HE3aMEIIICHHBIMH WJIM 3aMEIICHHBIMU TaJIoreHOM, OKco, -CN, —ORA(’, -NRAGRM, -P(O)(ORAG)(ORA(’), Ge-
HIITOM, (peHmIoM, 3aMenieHHbIM ranoreHoM, Ci-Cg-amkmiom mwiu Ci-Cg-alKHIoM, 3aMCIICHHBIM TaJOTCHOM,
-OH wim okco; R* u RA3, KKl HE3aBUCUMO, TIPEACTABISIOT co00it Bogopon, C-Ce-ankmi, C,-Cg-aKeHuI,
C,-Cg-amxmunn, C;-Cg-iukmoankuii, Cq-Ci4-apwi1, 5-6-4JIeHHBIN TeTepoapuil Wi 3-6-4JIeHHBIA TeTePOIIMKIIIII,
rae C;-Cg-ankmn, C,-Cg-ankenmn, C,-Cg-anmkunann, C;-Cg-nimkmoankuil, Cg-Ci4-apui, 5-6-4JICHHBIN TeTepoapu
WK 3-6-4JeHHBIA TeTePOIMKIINII, KX HE3aBUCHUMO, SIBIISTIOTCS HE3aMEIICHHBIMU MIIM 3aMEIICHHBIMHU Tajlo-
re’HoM, okco, -CN, —ORAé, —NRAéRM, C,-Cs-anxunom mmn C,-Cg-aIkniioM, 3aMeleHHsIM rajgoredom, -OH nnn
OKCO; a RA4, R™, RA® RA7, KOKIBIH HE3aBUCHMO, NPEIACTABIAIOT coboit Bomopon, C;-Cg-aykmui,
C,-Cg-anmkennn, C,-Cg-ankunmn, C,-Cg-alkui, 3aMeleHHbIH OMHUM HMiu 0ojee rajgoreHamu, C,-Cg-alKeHHII,
3aMEIeHHBIH OMHUM MK OoJiee ramoreHamu, Wik C,-Cy-aIKUHII, 3aMEICHHBIN OJHIUM WU 00Jiee rajloreHaMu.

B HEKOTODHIX BapHaHTAX OCyIlecTBIeHHs R’ mpexacraBisier co6oit C,-Ce-alKOKCH HIIM TajoreH, a
Rl, Rz, R4, RS, Y, Gy, Gy, G3, Gy, Gs, Gg u G7 SIBIAIOTCS TAKHUMH, KaK OMPECIICHO A GOpMYIBI (A) Wiu Tr000#
e¢ BapHUalliy WU BapHAHTa OCYIICCTBICHUS.

B HEKOTOPHIX BapuaHTaX OCYILECTBICHUS OJUH M3 R' u R? npencrasnsier coboit -OH, a Apyroii BeIOpaH u3
rpymmsl, coctosimeit n3 -CH=NR/, -S(O)R®, -NHS(0),R°, -C,-Cg-ankeHnn-RE, He3aMEIEHHOTO WIH 3aMEILeHHO-
10 C3-Cg-TIMKIIOATKEHUIA U HE3aMEIEHHOTO MITH 3aMEIIEHHOTO TeTEPOIUKIIOANKHTIA, & Rl, R’ s R4, R’, Y, Gy, Gy,
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G3, Gy, Gs, Gg 1 G; ABISAIOTCS TaKUMU, KaK onpeaeiacHo s GopMyisl (A) wiu Io00H ee BapHalluyl WA BapH-
aHTa OCYIICCTBIICHHUS.

B HEKOTOpBIX BapHaHTax OCYIIECTBICHH

OJIMH U3 R' u R? mpexcrasmsier co6oii -OH, a apyroii BeIGpaH u3 rpymisi, cocrosimei u3 -C(O)R%,
-CH=NR/, -S(O)R", -S(0),R¢, -NHC(O)R?, -NHS(O),R®, -C,-Cg-anxun-R’, -C,-Cg-ankenmn-RE, HesaMemeHHOro
nn 3amereHHOTo C3-Cg-TIMKII0aTKeHNIa 1 HE3aMEIICHHOTO WITH 3aMEIIIEHHOTO TeTePOIMKIIOATKIIIA;

R? npencrasnsier coboii Cy-Ce-amkun, C,-Co-ankenni, C,-Cy-alKuHmI, HE3aMENIEHHBINA UM 3aMEIEHHbIN
TETePOIMKIIVII, He3aMEIICHHbIN HITH 3aMEIICHHBIN reTepoapui, OSH30MIT UITH CTUPLIT;

R npencrasnster coboit H, C-Cg-ankuin, C,-Cg-ankenmi, C,-Cy-ankunmi, C,-Cg-rajJoreHanKuI, HezaMe-
IICHHBIN WU 3aMCIICHHBIN TeTepOoapI, OCH30MI HITU CTUPWIT,

R¢ npencrapusier coboit H, C,-Cg-ankmin, C,-Cg-amkenuin, C,-Cg-amkuami, C;-Cy-ranoreHankui, He3aMe-
IICHHBIN WK 3aMCIICHHBIA TeTEPOIMKIINI, He3aMEIIICHHBIA TN 3aMEIICHHBIN TeTepOapul WiIH OCH30MUII;

R’ MPECTABISACT COOOU He3aMEIICHHBIN TeTepOapiil, OCH30MI HITH CTUPIIT; a

R3, R4, RS, Y, Gi, Gy, G3, Gy, Gs, Gg 1 G; ABISFOTCS TAKUMU, KaK OMPEIEIICHO U POPMYIIBI (A) WITH JIFO-
0oli ee BapHalliy WJIM BapHUaHTa OCYIICCTBIICHUSI.

B HEKOTOpBIX BapHaHTax OCYIIECTBICHH

R? npencraBiseT coooi C,-Cg-aTKOKCH WM TaJIOTEH;

Gs npexcrasisier coboit CH(X3-R%), C(X5-R%), S wm O; R®, R®, R® u R®, kasxapiit HezaBucHMO, mpe-
craBisror coboit Bogopoa, C-Cg-ankui, ranoren, -NRPRY, apun, rerepouuxmun, rerepoapui, -C;-Cg-ankui-
rerepormkn, -OC(O)-rerepoumkinm, -C(O)R", -S(0),NRY'R™, -S(0),RY mmu -NR”' S(0),R?; a

R', R, RY, R’, R", R4 R", R™, R, R”, R, R, Y, G, Gy, G3, G4, Gg u G; SBISIIOTCS TAKHMH, KaK OIpe-
JeneHo s popmyibl (A) win 1000 ee Bapralluy WU BapHaHTa OCYIIICCTBICHUS.

B HekOTOpBIX BapHaHTaX OCYIIECTBICHUS

omur u3 R' u R’ mpencrasnser coGoii -OH, a Apyroii BHIOPaH M3 TPYIIBL, COCTOAIICH W3 -CH=NR/,
—S(O)Rb, -NHS(0),R®, -C,-Cs-ankenun-RE, nesamemennoro umu 3amenmednoro Cs-Cg-IIMKIOAIKEHWIa U He3a-
MEIICHHOTO WJIH 3aMEIEHHOTO TeTePOIMKIIOATKIIIA;

G’ npexcrasisier co6oit CH(X3-R%), C(X5-R%), S wm O;

R R® R% i R®, kaxupiii He3aBHCHMO, MpeACTaBISsIOT coboit Bomopox, C,-Cg-ankm, ramores, -NRPRY,
apwr, rerepoumkimi, — rerepoapmn, —-C-Cg-ankmi-rerepoumknmn, — -OC(O)-rerepoumkmmn, — -C(O)R",
-S(0),NR"'R", -S(0),R? mmn -NR*'S(0),R?; a

R', R?, RY, R’, R”, RY% R", R™, R™, R, R, R?, Y, G\, G», Gs, Gu, Gg u G; SIBISIOTCS TAKHMH, KaK OIpe-
JeneHo s popmyisl (A) win o000 ee Bapralliy WU BapHaHTa OCYIIICCTBICHUS.

B HekOTOpBIX BapHaHTaX OCYIICCTBICHUS

OIIVH W3 R' u R® npexcrasnser co6oit -OH, a apyroii BeiGpan u3 rpymmsl, coctosmeil u3 -C(O)R?,
-CH=NR!, -S(O)R", -S(0),R", -NHC(O)R", -NHS(O),R®, -C,-C¢-anxun-R’, -C,-Cq-anxenmn-RE, HesamemenHoro
i 3aMereHHOTO C;-Cg-IIUKIIOaNKeHIIA U HE3aMEIIICHHOTO WIIH 3aMEIIEHHOTO TeTePOLUKIOATKILIA,;

R? mpencrasnser coboii Cy-Ce-anmkun, Cy-Ce-ankenni, C,-Cy-alKUHIII, HE3aMEIIEHHBIA WM 3aMeIIeHHbIH
TETePOIMKIIVII, He3aMEIICHHbIN HITH 3aMEIICHHBIN reTepoapui, OSH30MIT UITH CTUPHIT;

R npencrapnsier coboit H, C-Cy-ankun, C,-Ce-ankenmn, C,-Cg-ankunmin, C,-Cg-ragoreHankun, Hezame-
IIICHHBIN WM 3aMEIeHHBIN TeTepoapmil, 0EH30MI HITH CTHPWIT,

RY npencrasisier coboit H, C,-Cg-anmkxun, C,-Cg-ankenmn, C,-Cg-ankunami, C;-Cg-raqioreHankusi, Hezame-
IIICHHBIN WM 3aMEeIICHHBIN TeTePOIMKITIII, He3aMEIICHHBIN MITN 3aMeeHHBIN TeTepoapiil Wi OCH30WIT;

Rf MPEJCTaBIsCT COOOU HE3aMEIICHHBIN TeTepoapiil, OCH30WI HIIH CTUPWIT,

Gs npeacrasmser coboit CH(X3-R%), C(X5-R%), S wmm O;

R(’a, RGb, R® u RGd, KaXIbIil HE3aBHCUMO, NPEACTaBISAIOT coboit Bomopoxa, Ci-Cg-anmkui, rajiore,
-NRPRY, apwun, rerepormkiami, rerepoapui, -C;-Cg-ankuia-rerepouukini, -OC(O)-reTepomuKiimi, -C(O)Rh,
-S(0),NR"'RY, -S(0),R? umn -NR*'S(0),R*;

R’ RY, R, RP, R% R", R™, R*, R, R”, R? Y, Gy, Gy, G3, Gy, Gg 1 G7 SBISIOTCS TAKHMH, KAK OTpEele-
HO 1Tt popmynel (A) umu 000 ee Bapualuy WM BapuaHTa OCYIIECTBICHHUS.

B HEKOTOpBIX BapHaHTax OCYIIECTBICHH

ommu m3 R' u R? mpexcrasmsier coboit -OH, a apyroii BeIGpaH u3 rpymmsi, cocrosimeil u3 -C(O)R,
-CH=NR/, -S(O)R", -S(O),R°, -NHC(O)RY, -NHS(O),R®, -C;-Cg-ankmn-R’, -C,-Cg-anxenni-RE,
C;3-Cg-muximoankmia, C;-Cg-IIUKITOANKEHUIA W 5- WU 6-4JIeHHOTO TeTeporuiioankmia, Tae C;-Cg-IMKIT0amTKui
1 C;3-Cy-IIUKII0ATKEHNI, KAl HE3aBUCUMO, SIBIISIFOTCS HE3aMEIIEHHBIMA WIIM 3aMEIICHHBIMU OTHUM WA 00-
nee =0, a 5- WM 6-4ICHHBIN TETCPOIMKIOATKII SBISCTCS HE3aMEIICHHBIM WM 3aMCIICHHBIM OIHHUM HJIH
Ooyee 3aMECTHUTENSIMH, BBIOpaHHBIMU W3 Tpymnbl, cocrosmieil u3 C;-Cg-ankumna, C;-Cg-ruknoankumia, =0 u
-C(0)0-C,;-C¢-ankmia;

R, Rb, R° m R°, xaxmelii HesaBucumo, mpeactaBisior coboir H, C-Cg-ankmn, C,-Cg-ankeHu,
C,-Cy-ankunmi, Ci-Cg-ranoreHankui, 3-10-4aeHHBIA TeTEpOIUKIT, S5-10-4JIeHHBIA TeTepoapmt, OCH30MI WIH
crupumi, rje 3-10-uneHHsIi rerepouukimnt u3 R’ R®, R® 1 R® kasblil HE3aBHCHMO BBIOpaH M3 TPYIIIBI, COCTOSI-
weit 3 C,-Cg-ankmmna, C3-Cg-tmknoankuna, =0 u -C(0)0O-C;-Cy-ankmna, a 5-10-uneHnsIil rerepoapun us R?, Rb,
R® m R® Kaxnmelii HeszaBucuMO BbIOpaH m3 rpynmsl, cocrosmei 3 C,-Cg-amkuna, C;-Cg-IMKIOANKMIA U
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-C(0)0-C,;-C¢-ankmia;

R¢ npencrasiaser coboir H, C;-Cg-amxmn, C,-Cg-amkenmn, C,-Cg-ankunmn, Ci-Cg-ranoreHanKu,
3-10-4JICHHBIH TeTePOLHKIII, 5-10-4ICHHBIA TeTepoapit Hin GeH30m, rae 3-10-4ieHnb rerepormkmt u3 RY
BbIOpaH w3 Tpynnbsl, coctosmed m3 C-Cg-anmkmma, Cs;-Cg-muknoankmwia, =0 u -C(0)O-C-Cg-anmkuna, a
5-10-wieHHBI TeTepoapuil U3 RY BbIOpaH w3 rpynmbl, cocrosimeld n3 C;-Cg-ankmia, Cs;-Cg-IUKIOATKAIa U
-C(0)0O-C,-C4-ankmna;

R u RE, Kamplii HE3aBMCHMO, TPEACTABIAOT co0oit -OH, He3aMelIeHHBINH 5-6-4JIeHHBIH TETEpOapui,
-NR™R", GEH301JI UK CTUPUI;

R™u R, kaxap1it He3aBrucuMoO, TipeacTaisoT coboit H, Ci-Cg-anmkmn, C,-Cy-ankenmt, Co-Cg-aIKHHIIT HITH
C3-Cg-niuxmoankui, e C;-Cg-IIMKITOATKHUI SBISETCS HE3aMENICHHBIM WM 3aMElICHHBIM OJHOM Wiau Ooliee
rpynnamu, BeIOpaHHbIME H3 C;-Ce-aKuia u rajoreHa;

R’ mpezncraBnsier coGoil 5-6-ulieHHBI TETEPOLUKIL, S5-6-4ICHHBIH retepoapui, 6-12-uieHHBIA apwui,
-OR*, -NHR*, -NHC(O)R, -NHS(O),R* umu -NHC(NH)NH,, rie 5-6-unenusiii rereporukmt u3 Rl spusercs
HE3aMCIICHHBIM U 3aMCIICHHBIM OJTHUM WU 00Jiee 3aMECTHTEIISIMU, BEIOPAHHBIMHU U3 TPYIIIEI, COCTOSIICH U3
C,-Cg-anxuna, C;-Cg-umknoankuna, =O n -C(0)O-C,-Cg-ankuna, a 5-6-4neHHbIi reTepoapui u 6-12-uneHHbINH
apun u3 R, KaKIplil HE3aBUCUMO, SBJISIOTCS HE3aMENICHHBIMH WJIHM 3aMENICHHBIMH OJHMM WIIU 0OJIEe 3aMECTH-
TEJISIMH, BRIOpaHHBIMH W3 TPYIIIBI, cocTostel n3 C,-Cg-ankmna, C;-Cg-mukioankuia u -C(0)0-C,-Cq-ankuna; u

R¥ npencraBiser coboit C-Cg-amkmn, C,-Cg-amkenmn, C,-Cg-amkuani, Ci-Cg-IIMKIOATKWIT — WIH
6-12-antennwiii apui, rae C,-Cg-amkum sBISETCS He3aMEUISHHBIM HMIH 3aMEIIEHHBIM S5-6-4JIEHHBIM TeTEPOITHK-
JIUJIOM WITH 5-6-4JICHHBIM T€TEPOaAPHIOM.

B HEeKOTOpBIX BapHaHTaX OCYIICCTBICHUS

R(’a, R(’b, R* u R(’d, KaXIbIil HE3aBHCUMO, MPEICTABISIOT coboii Bomopon, Ci-Cy-anmkui, C;-Cg-aaKokcH,
rasiorer, -OH, -NRPRY, C¢-C,,-apui, 3-10-ueHHbIi reTepormkinmi, 5-10-unennsiii rerepoapui, -C-Cg-aikui-
5-6-unennsiii rerepomukm, -OC(O)-5-6-wnennsii rerepormkmi, -C(O)R", -S(0),NR"'R™, -S(O),RY miu
-NR”'S(0),R?, rze C,-Cg-ankun u C;-Cg-anxoxen u3 R®, R®, R® i R, kasupiii He3aBrCHMO, SBISIOTCS He3a-
MEIICHHBIMU WJIM 3aMENIEHHBIMA OJHOW WM OoJiee TpyIIaMy, BBHIOPAHHBIMH W3 TPYIIIBI, COCTOSIIEH H3
C;3-Cs-muxumoankmiia 1 ranorena; Cq-Cir-apwit u 5-10-4iIeHHBIA reTepoapui 13 R6a, R6b, R*u R6d, Ka)kIbIi He3a-
BHCHMO, SIBJITIOTCS HE3aMENIEHHBIMH WJIM 3aMEIIeHHBIMH OJHOHN MM OoJiee TpyIaMu, BEIOPAaHHBIMHU H3 TPYII-
w1, coctosimet m3 C;-Cg-ankmna, C,-Cg-amkoken, -OH u C;-Cg-ankmwn-OH; a 3-10-4IeHHBIA TeTepOIMKIIIII,
-C,-Cg-anxun-5-6-unennsiii rerepormkina 1 -OC(O)-5-6-1IeHHBIN TeTePOIUKIIII U3 R6a, R6b, R u R6d, KaX-
IIBIA HE3aBHCHMO, SIBJISIIOTCS HE3aMEIICHHBIMH UM 3aMEIeHHBIMU OJTHOW WM OoJiee TPyNIaMu, BEIOpaHHBIMH
u3 rpynnsl, cocrosimeit u3 C-Cg-ankuna, C,-Cg-ankokeu, -OH, C-Cq-ankun-OH, =0 u =S;

R" BBIOpaH u3 rpymisl, coctosmen u3 H, C,-Cg-ankuna, C,-Cg-ankokcu, C;-Cg-nukmoankuna u -NR'R®;

RP npencrasnster coboit H wmm C-Cg-anku,

RY ipencrasnser coboit C,-Cs-ankui, -C(O)R', -C(O)OR", -C(O)NRY;

R', R®, R"' u R”, kaxp1it HesaBucuMo, Beiopans n3 H n C,-Cg-anknia;

R, R", R", R, R u R”, xaxpIii He3aBucuMo, Beiopansl 13 H, C;-Cg-aIknia, He3aMeIIeHHOTO Ml 3aMe-
meHHOTO C;3-Cg-IIUKITOANTKIIIA U HE3aMEIISHHOTO WK 3aMEIICHHOTO TeTEPOITNKITIIIA; HITH

Gs npexcrasmsier co6oit CH(X3-R*) mmun C(X5-R%), Gy npencrasmsier coboit CH(X,-R*) mmm C(X4-R*), a
R® i R® B3siTHI BMecTe ¢ aToOMaMu yriaepo/a, K KOTOPHIM OHHM MPHCOCIWHEHDI, ISl 0OPa30BaHMs 6-dICHHOTO
apWILHOTO, 6-WIEHHOTO TETePOIUKINIBHOTO WIN 6-4JICHHOTO TeTEPOapIIILHOTO KOJIBIA; TAe 6-1WICHHOE apHilb-
HOE, 6-WICHHOE TeTEPOIMKIMIIEHOE B 6-UJICHHOE TeTePOoapmiibHOE KOJbIlA, KAKI0€ HE3aBUCHMO, SIBIISIOTCS He-
3aMEIICHHBIMU WJIM 3aMCIICHHBIMH OJHOW WM OoJjiee TPYIIIaMH, BHIOPAHHBIMU W3 TPYIIIBI, COCTOSINCH U3
C,-C¢-ankmna u -C(0)0O-C,-C¢-ankuna; u

re He Ooyiee YeM OJUH U3 R(’a, RGb, R* uR™ npezacrasisiet coboit C;-Cg-amxokcu i -OH.

B HEKOTOPHIX BapHAHTaX oCylIecTBIeH!s oauH u3 R' u R* mpencrasmser coGoii -OH, a mpyroii BEIGpaH u3
rpymmel, cocrosimeii w3 -C(O)R?, -CH=NR/, -S(O)R®, -S(O),R¢, -NHC(O)R?, -NHS(O),R", -C,-Cg-ankmi-R’,
-C,-Cy-ankenun-RE, nesamemennoro uin 3amemennoro C;-Cg-IUKI0aNIKuiIa, HeE3aMEIEHHOTO UM 3aMeLIEHHO-
10 C3-Cg-IIMKITOATKEHWIA U HE3aMEIICHHOTO WIIM 3aMEIIEHHOTO TeTePOIMKIOATKHIIA.

B HekoTopbIX BapuaHTax OCYLIECTBICHUS OUH U3 R'uR? npencrasisieT coboit -OH, a npyroii BeIOpaH u3
rpymmsl, cocrosimeii w3 -C(O)R?, -CH=NR/, -S(O)R, -S(O),R®, -NHC(O)R?, -NHS(0),R", -C;-C¢-anxun-R’,
-C,-Cg-ankennn-RE, C;-Cg-tmknoankuna, C;-Cg-nmknoankenuna u rerepouuknoankuna, rae Ci;-Cg-IuKIoankurn,
C;3-C3-IIMKITOQTKEHIIT 1 TeTEPOLMKIOAKHII HE00A3aTeIbHO 3aMelleHbl OJHUM HITH 00Jiee 3aMECTHTEIISIMU, BBI-
OpanubIME U3 Tpymbl, cocTosmei n3 C;-Cg-ankumna, C;-Cq-ramorenankwmia, rasiorena, -OH, -C(O)H, -C(O)OH,
-C(0)0C,;-Cg¢-ankuna, -OC;-Cg-ankmna u C;-Cg-IIMKIO0ATKHIIIA.

B HEKOTOpBIX BapHaHTaX OCYyLIeCTBIeHHs R, Rb, R® 1 R®, Kax1bIil HE3aBHCUMO, MPEJICTABIAIOT c000i H,
C,-Cg-ankun, C,-Cg-ankenun, C,-Ce-ankunmn, C,-Cg-ranoreHanakui, He3aMelIeHHbIN UIN 3aMeIlleHHBIH TeTepo-
UK, HE3aMEIICHHBIN MITH 3aMEIICHHBIN reTepoapui, OCH30WI W CTUPHIL.

B HEKOTOpBIX BapHaHTaX OCYyLIeCTBIeHHs R, Rb, R® 1 R®,KaxIpIif HE3aBUCUMO,’ TIPEACTABIAIOT co00i H,
C-Cg-anmkmn, C,-Cg-ankenmn, C,-Cg-ankunamn, Ci-Cg-raJoreHanKul, TeTePOIUKIII, TeTepoapuii, OCH30MI UIH
CTUPHJI, TJIe TETEPOLMKINI U TeTepoapuil HeoOs3aTeIbHO 3aMeNIeHbl OJHUM WM 00Jiee 3aMECTUTENSIMH, BBI-
OpanHbIME U3 Tpymsl, cocTosmei n3 C;-Cg-ankuna, C;-Cq-ramorenankumia, rasiorena, -OH, -C(O)H, -C(O)OH,
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-C(0)0C,;-Cg-ankuna, -OC;-Cg-ankmna u C;-Cg-IIMKIO0ATKHIIIA.

B HekoTOphIX BapuaHTaX OCYIIECTBIICHUS R¢ npencraBiser coboit H, Ci-Cg-ankun, C,-Cg-amkeHu,
C,-Cg-amkmnnn, C;-Cg-rajoreHalKuiI, He3aMeIeHHBIM WIH 3aMEIeHHBI TeTePOIUKINII, He3aMEeIICHHBIN I
3aMEIICHHBIN TeTepoapui WM OCH30MI. B HEKOTOPBIX BapWaHTax OCYIIECTBICHH R¢ npeacTaBisieT codoir H,
C,-Cg-anmxmn, C,-Cg-anxenmn, C,-Cg-ankuanii, C;-Cg-raJoTeHaIKuI, TeTEPOIUKIIII, TeTepoapril WId OCH30MII,
T/ie TEeTePOIMKIINI U TeTepoapril HeoOS3aTeFHO 3aMEIIeHBl OJMHUM I O0Jiee 3aMECTUTENIIMHU, BRIOPAaHHBIMH
n3 rpynmel, cocrosimet w3 Ci-Cg-anmkmma, C;-Cg-ramorenankwmia, ranmorena, -OH, -C(O)H, -C(O)OH,
-C(0)OC,;-C¢-ankmna, -OC,-Cg-ankxmna u C;-Cg-IIMKIIOANKHIIA.

B HexoTOphIX BapuaHTaX OCYILECTBIICHUS R u RE, kaxplil HE3aBHCHMO, HpeACTaBISIOT coboit -OH, He-
3aMenIeHHsIi rerepoapui, -NR™R", 6ensonn wim crupui, rae R™ u R”, Kaxaplii He3aBHCUMO, TPEICTABIISIOT
co6oit H, C-Cg-ankmi, C,-Cg-ankennn, C,-Cg-ankunun mwim C;-Cg-tinkmoankui, rae Cs;-Cg-IIUKI0aIKua Heo0s-
3aTebHO 3aMEIICH OJHUM WU 0OJiee 3aMECTUTEIISIMHU, BEIOPAaHHBIMU W3 TPYMIIbI, cocTostell u3 C;-Cg-ankuna,
Ci-Cy¢-ranorenankmna, ranorena, -OH, -C(O)H, -C(O)OH, -C(O)OC,-C¢-amkmma, -OC;-C¢-ankmnma u
C5-Cg-IUKII0aIKHIIA.

B HekoTopbIx BapuaHTax OCYIIECTBICHHUS R MIPEICTaBISET COOOM TETEPOIMKIVII, apHil, -OR¥, -NHRF,
-NHC(O)R*, -NHS(O),R* mmu -NHC(NH)NH,, rzie TeTepoLKINT W apiil HeoOsM3aTeNbHO 3aMEIICHEl OXHIM
i 0oJiee 3aMECTUTEIISIMU, BRIOpaHHBIMU U3 Tpymmbl, coctosmei n3 C,-Cg-ankuna, C,-Cy-TamoreHaikmia, ra-
noreHa, -OH, -C(O)H, -C(O)OH, -C(O)OC,;-Cs-ankuina, -O-C,-Cs-ankmina u C;-Cg-ITUKIOATKAIA.

B HekoTophIX BapuaHTax OCYILECTBIICHHS OJIUH U3 R' u R? npexacrasiseT coboit -OH, a apyroit npencras-
aset coboit -C(O)R?, rame R? npencrapnser coboi 3-18-uneHHbli rerepouukiImI. B HEKOTOPBIX BapuaHTax OCy-
mecTBieHns R* npencrasiseT co0oi 3-10-uIeHHbIH TETEPOIUKINI, He3aMEIICHHBIM UIH 3aMEIIECHHBIN OHUM
win 0oJice 3aMECTHTEIISIMU, BEIOPAHHBIMU W3 TpymIisl, coctoseit u3 C;-Cg-anmkmna, Cs;-Cg-tiukinoankuna, =0 u
-C(0)0-C;-Cg¢-ankumna. B HeKOTOPHIX BapHaHTaX ocylecTBieHus oauH u3 R' u R? npexcrapnser coboit -OH, a
npyroit npencrasisier coboit -C(O)R?, roe R* mpeacrapiusier co6oit 5-18-uneHnsiit rerepoapii. B HEKOTOPBIX
BapuaHTax ocymecTBieHus R® mpencraBmsier coGoit 5-10-4ieHHBIH TeTepoapuil, He3aMElICHHBIH HIn
3aMEIIeHHBIM OMHUM WM OoJiee 3aMECTHTEISAMH, BBIOPAaHHBIMH W3 Tpymmbl, coctosimed n3 C;-Cg-anmkmma,
C;3-Cs-muxoankmia u -C(O)0-C,-Cg-anmkuna.

B HEKOTOPBIX BapHaHTaX OCYHIECTBIICHUS OJUH U3 R' u R? npexacrasiseT coboi -OH, a apyroit npencras-
msieT coboit -CH=NR’, rae R’ mpexcraBmser co6oii 3-18-uieHHBI reTepOnUKIAL. B HEeKOTOPBIX BapHAHTAaxX
ocymecTsienns R npejcraBisier coGoii 5-6-wIeH DI reTepOLMKII, HE3aMEIIEHHbII HITH 3aMEIICHHBII OTHIAM
nm 0oJiee 3aMECTUTEISIMH, BEIOpaHHBIMU U3 TpyIIIbl, coctosmiei u3 C;-Cg-ankmna, C;-Cg-ninkmoankuia, =0 u
-C(0)0-C,;-C¢-ankua.

B HEKOTOPBIX BapHaHTax OCYIIECTBICHUS OAUH U3 R' u R? npexcrasnser coboii -OH, a apyroii npeacTas-
nset coboit -CH=NR’, rie R' npencrasnser co6oii 5-18-uneHHEIi reTepoapiil. B HeKOTOPBIX BapHaHTax oCyIe-
creiienns R’ mpencrasnser coboit 5-10-uieHHBIN reTepoapuil, He3aMEIEHHBIH WM 3aMEIICHHBIA OJTHUM WITH
Ooiee 3aMECTHTENSAMH, BBIOpaHHBIMH w3 rpynnbl, coctosmed u3 C;-Cg-amkmia, C;-Cg-IMKIOANKMIA U
-C(0)0-C,;-C¢-ankua.

B HEKOTOPBIX BapHAHTaX OCYHIECTBIICHUS OJUH U3 R' u R? npexacrasiseT coboi -OH, a apyroit npencras-
mstet coboit -CH=NR/, rie R' npencrasisier coboii 6-14-unennblii apui. B HEKOTOPBIX BapHaHTaX OCYIIECTBIIC-
nus R nmpeacrassier coboi Gpenna nnm HaQTUII, He3aMENEHHbINA WM 3aMEIIEHHBIA OJHAM MU 6OoJIee 3aMeCTH-
TeJIAMM, BBIOpaHHBIMHM M3 Tpynmsl, cocTosmel u3 C,-Cg-ankuna, C;-Cg-uxnoankuna u -C(0)O-C,-Ce-anxuna.
B HEKOTOPHIX BapraHTax ocymecTBIenus R’ npencrasnsier co6oit Gpenui.

B HEKOTOPBIX BapHaHTaxX OCYILECTBJICHUS OAUH U3 R' u R? npexcrasnser coboii -OH, a apyroii npeacTas-
aset coboii -CH=NR/, rae -CH=NR’ BbIOpaH U3 TpyIIIibl, COCTOSIMIEH U3
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B HekOTOpBIX BapuaHTax OCyH.lCCTBHeHI/I}I O,I[I/IH m R' u R? MIPECTaBISAET COOOM OH a JIpyrou mpeacTan-
aset coboii -CH=NR’, rne -CH=NR’ BbIOpaH U3 IpyIIbI, COCTOSIIEH U3
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B HEKOTOPHIX BapHaHTaX OCYIIeCTBIeHHs oxuH u3 R' u R* npencrasmser coboii -OH, a apyroii npeacTas-
mser coboii -S(O)R®, -S(0),R®, -NHC(O)R® i -NHS(O),R®, rae R°, R%, R® u R°, kauplii HesaBHCHMO,
MIPENICTABISIOT COOOW He3aMeIIeHHBIH 3-18-4leHHBI TEeTEepPOIUKIWI WU He3aMEIICHHBIN 5-18-uneHHbIH
TeTEePOIMKIAIT.

B HexoTopbIX BapuaHTax OCYILIECTBIEHUS R® R® RY i RS, kakublil HE3aBHCHMO, MPECTaBIISAIOT COO0M
3-18-WICHHBIA TETEPOIUKIMII WIH 5-18-1ICHHBIM TEeTEePOIUKINII, KKIbIA HE3aBUCUMO 3aMEIICHHBINA OJHUM
nm OoJiee 3aMECTHTEISIMHU, BBIOpaHHBIMH W3 Tpymmbl, coctosmeil n3 C-Cg-ankmna, Cs;-Cg-IUKIOATKHIA U
-C(0)0O-C,-C4-anmkmna.

B HeKOTOPHIX BapHaHTaX OCYIIeCTBIeHHs oxuH u3 R' u R* npencrapnser coboii -OH, a apyroii npeacTas-
JSIET co00it —CI—C6-aJ'IKI/IJ'I—Rf, rae R npencrasiser coboit -OH mm NR™R", rne R™ u R", kak1pIil He3aBUCHMO,
npeactaBisiror coboit H, C-Cg-ankuin, C,-Cg-anxenmn, C,-Cg-aNKHHUIT WIK HE3aMCIICHHBIN WIH 3aMEIICHHBIN
C;-Co-uuxiioankumil. B HEKOTOPBIX BapHaHTaX OCYIIECTBICHUS Rf npencrasiser coboir NR™R", rne R™ mpen-
crasnsier coboit H, a R" npeacrasnser co6oit Cs-Cy-tmkmmoanku, rae Cs-Cg-IHMKIOATKII SIBISIETCS He3aMeIleH-
HBIM WJIW 3aMEIIeHHBIM OJHON WiIH OoJiee rpymnnamu, BeiOpaHHbIME U3 C;-Cg-aJIKMIIa U TajJoreHa.

B HekoTophIX BapuaHTax OCYIIECTBIICHHS OJIUH U3 R' u R? npexacrasiseT coboi -OH, a apyroit npencras-
aseT coboii -C,-Cg-ankenun-RE, rne R mpencrasiseT co6oii 6eH30MI. B HEKOTOPBIX BAPHAHTAX OCYIIECTBICHHUS
OIIMH U3 R' u R? npencrasnser coboit -OH, a mpyroit npeacrasisier coboit -C;-Cg-ankenun-RE, roe R® npen-
crasisier coboit -OH mmm NR™R", rme R™ u R", kaxaeiii HezaBucumo, npeacrasisior codoi H, C-Cg-anku,
C,-Cg-anmkenunn, C,-Cy-aTKUHII WM He3aMEIIeHHbIN Win 3aMemeHHbIH Cs-Cg-TMKIToanKmI. B HEKOTOPBIX Bapu-
anTax ocymectsienus R® nmpexcrasiser codboit NR™R", rae R™ npescrasisier co6oit H, a R" npezcrasisier co-
60i1 C;-Cg-nmrnoankuil, rae C;-Ce-IUKIOANKUI IBISETCS He3aMEIEHHBIM MM 3aMEIeHHBIM OQHOM UiaH Oolee
rpynmnamu, BeiopanusiMu 13 C-Cg-alikuiia U rajiorena. B HeKOTOpBIX BapHaHTax ocylnecTBieHns R™ mpencras-
JseT coOoi HezaMeIeHHbIH WK 3aMernenbii Cs-Cg-nukmoankmi, a R” npencrasnser co6oit H, C-Cg-anku,
C,-Cg-ankenmn win C)-Cg-ankuaun. B HEKOTOpBIX BapuaHTax ocymiecTBieHuss R™ mpejcraBisier coboit
C;-Cg-nmkmoankui, a R" npencrasnser co6oit H.

B HEKOTOPBIX BapHaHTaX OCYHIECTBIICHUS OJUH U3 R' u R? npexacrasiseT coboi -OH, a apyroit npencras-
aset coboit -CH=NR/, rge NR’ npencrasnser co60if He3aMEIEHHbINH UK 3aMENIEHHBINA TETEPOLUKIINI, HE3aMe-
IeHHBI Wi 3amettennsii apur, -ORY, -NHRY, -NHC(O)R¥, -NHS(0),R* rmm -NHC(NH)NH,.

B HEKOTOPBIX BapHAHTaX OCYHIECTBIICHHS OJUH U3 R' u R? npexacrasiseT coboit -OH, a apyroit npencras-
aset coboi -CH=NR’, rge NR’ npexacrasnsier co00if He3aMEIEHHBIN MM 3aMEIIEHHBIN 4-12-4NIeHHbIi reTepo-
ITUKITAIL.

B HEKOTOPBIX BapHaHTaxX OCYILECTBJICHUS OAUH U3 R' u R? npexcrasnser coboii -OH, a apyroii npeacTas-
asiet coboit -CH=NR’, rae NR' npezcrasiseT co0oi He3aMeIeHHbIH 4-12-4IeHHbIH TeTepOIIMKIIHIL.

B HEKOTOPBIX BapHaHTaxX OCYIIECTBICHUS OAUH U3 R' u R? npexcrasnser coboii -OH, a apyroii npeacTas-
aser coboit -CH=NR’, rme NR' npencrasnser coboit 4-12-ueHHBIH reTepOMKINI, 3aMEIICHHBIA OIHOM MK
OoJee TpymnaMu, BEIOpAaHHBIME U3 TPpymiiel, cocTosied u3 Ci-Cg-ankmna, C;-Cg-IUKIOANKIIA H OKCO.

B HEKOTOPBIX BapHAHTaX OCYHIECTBIICHHS OJUH U3 R'u R? npexacrasiseT coboi -OH, a apyroit npencras-
ager coboit -CH=NR!, rme NR' mnpeacrtaBiaser cob6oi HE3aMENIEHHBIA WM 3aMEINECHHBIM 5-6-UJIeHHBINA
TeTEePOIIKIAIT.

B ompeneneHHbIX BapuanTax OCYIIECTBICHUS OJUH U3 R'uR? npencrasiseT coboit -OH, a apyroit mpen-
crasisier coboit -CH=NR’, rae NR’ npencrapnsier co00i HE3aMEIIEHHBIA T€TEPOLUKIIHIL.

B HEKOTOPBIX BapHaHTaX OCYHIECTBIICHHS OJUH U3 R' u R? npexacrasiseT coboi -OH, a apyroit npencras-
aser coboit -CH=NR!, rme NR’' npencrasmsier co0oi NHUPPONMIMHKI, TTHPA3OIUAAHII, HMHIa30JUIHHILIL,
TeTparuapoPypanmi, 1,3-THOKCONAHWI, TETPATUAPOTHO(PECHII, OKCATHONAHWI, CYIb(OIAHWI, IMHIICPUINHII,
MUMEPasuHW, TETPATHIPOTMPAHKUI, IUOKCAHWI, THAHWI, JTUTHAHWI, TPUTHAHWI, MOP(OOIUHUI HIU
THOMODP(]OTUHIIL.

B mpyrux BapuaHTax OCyLIECTBIECHHS OAUH U3 R' u R? npencraBnser coboit -OH, a apyroii mpencTapiser
coboii -CH=NR’, rme NR’ npezcTasiser co60i reTepoIMKIIiI, 3aMENICHHbIH OJHUM WIH 00Jiee 3aMECTUTENAMH,
BBIOpaHHBIMH M3 Tpynnsl, cocrosmeil u3 C,-Ce-ankuna, C;-Cg-LIMKIOANKHIA U OKCO. B HEKOTOPBIX BapUaHTax
ocyuiecTBiienus R’ npezncrasisteT coOOM reTepOLUKINIL, Te aTOMbI a30Ta M/WJIH CEPbl TETEPOLMKIIMIIA HE00A3a-
TEJIHHO OKUCIISIOTCS ¢ 00pazoBaHueM ¢pparmeHToB -N-okcuna, -S(0)- uimu -SO,.

B HekoTophIX BapuaHTax OCYILECTBIICHHS OJIUH U3 R' u R? npexacrasiseT codoi -OH, a apyroit npencras-
nsieT coboi Cs-Cg-murmoankut uiau Cs-Cg-ITUKI0ATKEHNII, TPUYEeM KKl SBISETCS He3aMEIICHHBIM WIN 3a-
MEIIEHHBIM OJHOM Wim OoJyiee TPYIIIaMH, BRIODAHHBIMH U3 TPYIIBI, cocTosimeil u3 ramorena, C;-Cg-amkuia,
C,-C¢-ankokcu, -C(O)O-C;-Cg-asikuna v 0KCo.

B HEKOTOPHIX BapHaHTaX OCYIIeCTBIeHHs oxuH u3 R' n R? npencrasmser coboii -OH, a apyroii npeacTas-
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nsieT coboit C3-Cg-IIMKITOANKEHII, 3aMEIISHHBIN OIHUM HUIH 00JIee OKCO.

B HEKOTOPHIX BapHaHTaX OCYIIeCTBIeHHs oxuH u3 R' u R* npexcrapmser coboii -OH, a apyroii npeacTas-
JISIeT cOO0M He3aMENICHHBIN MIIH 3aMeICHHBIH 3-18-4JIeHHBIN TeTePOIMKIIOATKIL.

B HekoTophIX BapuaHTax OCYILIECTBIICHHS OJIUH U3 R' u R? npexacrasiseT coboi -OH, a apyroit npencras-
JISIeT cOOOM He3aMeNIeHHBIN MIIM 3aMeIeHHBIN 5-6-4JICHHBIN TeTepOITUKIOATKIIL.

B HekoTophIX BapuaHTax OCYILIECTBIICHHS OJIUH U3 R' u R? npexacrasiseT coboii -OH, a apyroit npencras-
JSIET COOOW 5-6-YJICHHBIN TeTepOIUKIOATKNI, He3aMEIEHHBIA WM 3aMEIeHHBIA OHOW Wiu OoJiee TpyMIIamH,
BbIOpaHHBIMU U3 C-Cg-anmkmna, C;-Cg-mukmnoankuia, =0 u -C(0)0-C,-Cg-ankumna.

B HEKOTOPBIX BapHaHTaxX OCYILECTBJICHUS OAUH U3 R' u R? npexcrasnser coboii -OH, a apyroii npeacTas-
aset coboii -CH=NR/, rne NR’ npezcrasisieT co6oii He3aMeUIEHHbIH HITH 3aMEIEHHBIIH apul.

B HEKOTOPBIX BapHaHTaxX OCYILECTBICHUS OAUH U3 R' u R? npexcrasnser coboii -OH, a apyroii npeacTas-
asiet coboii -CH=NR/, rne NR’ npezcrasisier coboil He3aMeIEHHbIH HIN 3aMEIIECHHBIHN 6-14-4IeHHBIH apulL.

B HEKOTOPBIX BapHaHTaxX OCYILECTBICHUS OAUH U3 R' u R? npexcrasnser coboii -OH, a apyroii npeacTas-
asiet coboit -CH=NR’, rne NR’ npezcrasisier coboit He3aMemeHH},H71 (ennt i HaTHIL

B npyrux BapuaHTax OCyIIECTBIECHHUS OJWH W3 R' u R? npenacrasiseT coboit -OH, a nmpyroi npeacraBiseT
co6oii -CH=NR/, rue NR’ npeacrasnsier co6oii Gpennn nimu HaQThiI, 3aMEIEHHBIA OJHAM WU 6oJee 3aMeCTUTE-
JISTMU, BBIOPAHHBIMH U3 TPYIIIEI, cocTosmieit 3 C,-Cq-ankmia, C;-Cg-IIMKIT0ATKHAIIA H OKCO.

B HEKOTOPBIX BapHAHTaX OCYLIECTBIICHHS OJUH U3 R' u R? npexacrasiseT coboi -OH, a apyroit npencras-
nsieT coboii -CH=NR’, rae R npexcrasmsier coGoii -ORY.

B HEKOTOPBIX BapHAHTaX OCYHIECTBIICHHS OJUH U3 R' u R? npexacrasiseT coboi -OH, a apyroit npencras-
asiet coboit -CH=NR’, rie R’ npencrasnster co6oii -O-C;-Cg-anxmu.

B HEKOTOPBIX BapHaHTax OCYILECTBICHUS OAUH U3 R' u R? npexcrasnser coboii -OH, a apyroii npeacTas-
asiet coboit -CH=NR’, rae R’ npencrasnster co60it -O-C;-Cg-amkenun mim -O-C-Cy-alKnHuIL

B HEKOTOPBIX BapuaHTax OCYILECTBICHUS OAUH U3 R' u R? npexcrasnser coboii -OH, a apyroii npeacTas-
aset coboit -CH=NR’, rae R’ npexcrasnser co6oit -O- C3 Cg -IAKIOQTKHIL.

B npyrux BapuaHTax OCyIIECTBIECHHUS OJWH W3 R' u R? npexacrasiseT coboit -OH, a npyroi npeacraBiseT
co6oii -CH=NR’, rae R’ npencrasnsier co6oii -O-apu.

B HEKOTOPBIX BapHAaHTaX OCYLIECTBIICHHS OJUH U3 R' u R? npexacrasiseT coboi -OH, a apyroit npencras-
msieT coboii -CH=NR’, rae R npexcrasmsier coGoii -NHR".

B HEKOTOPBIX BapHAaHTaX OCYLIECTBIICHUS OJUH U3 R' u R? npexacrasiseT coboi -OH, a apyroit npencras-
aset coboit -CH=NR’, rne R’ npencrapnsier coboii -NH-C;- C6 ANKUIL

B HEKOTOPBIX BapuaHTax OCYILECTBJIEHUS OAUH U3 R' u R? npexcrasnser coboii -OH, a apyroii npeacTas-
asiet coboit -CH=NR’, rie R’ npencrasnster co6oit -NH-C,-Cy-ankenmn wiu -NH-C-Cy-ankuHui.

B HEKOTOPBIX BapHaHTax OCYILECTBICHUS OAUH U3 R' u R? npexcrasnser coboii -OH, a apyroii npeacTas-
asiet coboit -CH=NR’, rie R’ npencrasnsier co6oii -NH-Cs- Cg -IUKJIOQTKHIL.

B npyrux BapuaHTax OCyLIECTBJICHHUS OJHH H3 R' u R? npencraBnser coboit -OH, a apyroii mpencTapiser
coboit -CH=NR’, rue R’ npencrasnsier coboit -NH-apuir.

B HEKOTOPBIX BapHAHTaX OCYLIECTBIICHUS OJUH U3 R' u R? npexacrasiseT coboi -OH, a apyroit npencras-
nsieT co6oii -CH=NR’, rae R npexncrasmsier co6oit -NHC(O)R.

B HEKOTOPBIX BapHAaHTaX OCYLIECTBIICHHS OJUH U3 R' u R? npexacrasiseT coboi -OH, a apyroit npencras-
aset coboii -CH=NR’, rae R’ npencrapnsier coboit -NHC(O)-C,-Cg-ankmu.

B HEKOTOPBIX BapHAHTaX OCYLIECTBIICHHS OJUH U3 R' u R? npexacrasiseT coboi -OH, a apyroit npencras-
aset coboit -CH=NR’, rie R’ npencrasnster co6oit -NHC(0)-C,-Cg-ankenun unn -NHC(O)-C,-Cy-ankunu.

B HEKOTOPBIX BapMaHTax OCYILECTBJICHUS OAUH U3 R' u R? npexcrasnser coboii -OH, a apyroii npeacTas-
asiet coboit -CH=NR’, rae R’ npencrasnster co60it -NHC(O)-C;-Cg-IIMKI0TKHIL

B mpyrux BapuaHTax OCyLIECTBIEHHS OAUH U3 R' u R? npescraBnser coboit -OH, a apyroii mpencTapiser
coboit -CH=NR’, rie R’ npencrasnser co6oit -NHC(O)- apI/m

B HEKOTOPHIX BapHAHTaX OCYLIECTBIICHUS OJUH U3 R' u R? npexcrasnser coboii -OH, a apyroii npeacTas-
aset coboii -CH=NR’, rae R’ npeacrasnsier co6oit -NHS(O)ZRk

B HEKOTOPBIX BapHAHTaX OCYLIECTBIICHUS OJUH U3 R' u R? npexacrasiseT coboii -OH, a apyroit npencras-
aset coboii -CH=NR’, rae R’ npencrapnser coboit -NHS(O),-C,-Ce-ankui.

B HEKOTOPBIX BapHAHTaX OCYHIECTBIICHHS OJUH U3 R' u R? npexacrasiseT codoit -OH, a apyroit npencras-
aset coboii -CH=NR’, rae R’ npencrapnsier coboit -NHS(O),-C;-Cs-ankerun umu -NHS(0),-C;-Cy-ankuami.

B HEKOTOPBIX BapHAaHTaX OCYLIECTBIICHUS OJUH U3 R' u R? npexacrasiseT coboi -OH, a apyroit npencras-
asiet coboit -CH=NR’, rie R’ npencrasnser coboit -NHS(O)Z C3-Cy-IIMKITOATK L.

B npyrux BapuaHTax OCyLIECTBJICHHUS OJHH H3 R' u R? mpencraBnser coboit -OH, a apyroii mpencTapiser
coboit -CH=NR’, rue R’ npezncrasnsier coboit -NHS(O),- apnn

B HEKOTOPBIX BapMaHTax OCYILECTBJICHUS OAUH U3 R' u R? npexcrasnser coboii -OH, a apyroii npeacTas-
aseT coboit -CH=NR’, rie R’ npencrasnster coboit -NHC(NH)NH,.

B HEKOTOPHIX BapHaHTaX OCYIIeCTBIeHHs oxuH u3 R' n R* npexcrapmser coboii -OH, a apyroii npeacTas-
JIIET cO0OM -CI-CG—aHKI/IH-Rf, rme Rf BBIOpaH W3 rpymnimsl, cocrosmeld u3 -OH, He3aMeIeHHoTo reTepoapuia,
-NR™R", Genzonna mmu ctupuna, a R™ u R", kaxnapii HesaBucumo, npeacrapiasior coboit H, C;-Cg-anku,
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C,-Cg-anxenun, C,-Cg-alKUHUI WM He3aMEeIIeHHBIN Win 3aMemeHHbIN Cs-Cg-IUKIIOaIKUII.

B HEKOTOPHIX BapHaHTaX OCYIIeCTBIeHHs oxuH u3 R' u R? npencrasnser coboii -OH, a apyroii npeacTas-
aseT coboit -C,-Ce-ankenun-RE, rae R® BeiOpan u3 rpymmsl, cocrosimei ns -OH, HE3aMEIEHHOTO reTepoapuia,
-NR"R", Genzonna mmu ctupuna, a R™ u R", kaxnapii HesaBucumo, npeacrapiasior coboit H, C;-Cg-anku,
C,-Cg-anmkennn, C,-Cy-aTKUHII WK He3aMEIIeHHbIN Win 3aMeteHHbIH Cs-Cg-TMKIoankmwi. B HEeKOTOpBIX Bapu-
anTax ocymectsienuss R™ u R", kaxapiii HesaBucumo, npeacrasisior coboit H, C-Cg-ankmn, C,-Cg-ankenu,
Cy-Cy-anxuunn, win He3ameneHHbIN C;-Cg-nukimoankmi, uin Ci;-Cg-IIUKIOANKNAI, 3aMEIIEHHBIA OJHUM HIIH
Oonee 3aMECTHTENSIMH, BBIOPAaHHBIMH W3 Tpymmbl, cocrosmed u3  C-Cg-amkmma, C,-Cg-ankeHuna,
C,-C¢-anxkunamia, C-Cg-ankokcu, C;-C¢-ranorenankmia, -OH u rayorena.

B HEKOTOPHIX BapHaHTaX OCYIIeCTBIeHHs onuH u3 R' u R? npexcrasmser coboii -OH, a apyroii npeacTas-
et coboii Hesamerennbiii Cs-Cyg-IMKI0ATKII. B Ipyrux BapuanTax ocymectsienus omun 3 R' u R” npen-
craisier coboit -OH, a apyroit npeacrapiser codoit 3amerieHHbIH C;-Cg-ITUKIOANTKHIL.

B HEKOTOPHIX BapHaHTaX OCYIIeCTBIeHHs oxuH u3 R' u R* npexcrapmser coboii -OH, a apyroii npeacTas-
et coGoit HesamernennbIii Cs-Cg-IuKiIoankenwt. B pyrux BapuanTax ocymectsienus oaun u3 R' u R® npen-
craBysier coboit -OH, a npyroit npencrasnseT coooit 3amenieHHbINH C3-Cg-IIMKIIOATKESHIIT.

B HekoTophIX BapHaHTax OCYIIECTBICHUS R’ npencrasiseT coboit H. B HEKOTOPBIX BapraHTax OCYIIECTB-
nenmst R’ npencraBisieT coboi HezamemeHHBIH C -Cg-ankmin. B HEKOTOPBIX BapWaHTax OCYIIECTBIICHHUS
R’ mpencraisier co6oii C;-Cg-aIKWiI, 3aMEIICHHbII OXHIM HIIH GOJIee TaloreHaMu. B HEKOTOPBIX BapHAHTAX
OCYILIECTBIICHUS R’ npencraBisier coooi HezamenieHHbIH Ci-Cg-adKokcH. B HEKOTOPBIX BapHaHTaX OCYIIECTB-
nennst R npencrasisier co6oit C,-Cg-aIKOKCH, 3aMEIICHHBIN OJHAM HIIM GoJIee TaloreHaMi. B pyrux BapuaH-
Tax ocyliecTBiIeH s R’ mpejcTaBiser coGoii rajorex.

B HeKOTOPHIX BapHaHTaX OCYIIeCTBIeHHs oxuH u3 R' u R* mpencrasmser coboii -OH, a apyroii npeacTas-
nset coboit -C(O)H. B HekoTOphIX BapHaHTaX OCYIICCTBICHHUS R npencrasisietr codoit -OH, R’ MpeACTaBIsAET
co6oii -C(O)H, a R’ mpencrapnser coboit H. B HekoTophIX BapuaHTax ocymectsienus R' mpencrapmser co6oit
-OH, R? npencrasiser coboit -C(O)H, a R’ npeacTapisier coboit HezamereHHbIH C-Cg-anakui. B HeKoTOpBIX
BapuaHTax ocyuiectsienns R' npexcrasmser coboit -OH, R? mpeacrasmser coboit -C(O)H, a R® npencrasmser
co6oii C;-Cg-raoreHankin. B HekoTopsIx BapuaHTax ocymecteienus R' mpencrasmser coboit -OH, R? mpen-
craBmsier coboit -C(O)H, a R mpexcrasmsier coGoii Hezamemenuslii C,-Cg-ankokcn. B HEKOTOPBIX BAPHAHTAX
ocymecteierns R' mpencrasmser coboit -OH, R? mpexncrasmser coboit -C(O)H, a R® mpexcrasmsier coGoii
C,-Cg-alKOKCH, 3aMeIeHHBIH OHIM HIIM boJiee TaloreHaMi. B apyrux BapmamTax ocymectsienms R' mpen-
craBmsier coboit -OH, R? nmpencrasmsier coboii -C(O)H, a R® npencrasusier co6oii rasoren. B ompeeneHHbIX
BapHMaHTax ocymiecTienus R' mpencrasnser co6oit -OH, R mpencrasmser co6oit -C(O)H, a R’ mpencrapmnser
coGoii (rop. B ompe/eneHHEIX BapuaHTax ocymecTBIenns R' mpexacrasmser coboit -OH, R? npexcrasiser co-
6oit -C(O)H, a R’ npeacrasisier co6oii MeTHi1. B HEKOTOPHIX BapHaHTax ocymecTsienus R' mpexcrasmser co-
6oit -OH, R* npencrasmser coboit -C(O)H, a R’ npencrasnser co6oii MeTOKCH.

B HEKOTOPBIX BapHaHTaX oCylecTBIeHus R* npencrasiser codoit -OH, R' npexcrasnser co6oii -C(O)H, a
R’ mpexcraBnser coGoii H. B HekoTOphIX BapHaHTax ocymiecTBieHus R’ mpexncraBmser co6oii -OH, R' mpen-
craBmsier coGoii -C(O)H, a R® mpexcraBmsier co6oii HesamererHsiii C;-Cg-alkm1. B HEKOTOPBIX BapHAHTAX
ocymecteierns R” mpencraBisier coboii -OH, R' mpencrasmser coboit -C(O)H, a R® mpexcrasmsier coGoii
C;-Cg¢-ranoreHakmI. B HEKOTOPBIX BapHaHTax ocyliecTBiIeHus R’ mpencrasisier coboif -OH, R' npencrasmser
coboit -C(O)H, a R® mpexcrasiser co6oii HesamernerHbi C,-Cg-anKoKCH. B HEKOTOPHIX BapHAHTAX OCYIIECTB-
nennst R? mpexcrasmsier coGoii -OH, R' mpexncrasmsier coGoii -C(O)H, a R® mpencraisier co6oii C,-Cg-aIkokcH,
3aMeIIeHHbI OHUM WM Gollee rajoreHaMu. B Ipyrux BapuaHTax ocyllecTBIeHHs R’ mpencraBmser coGoit
-OH, R' npexcraBnser coboii -C(O)H, a R® mpencrasmnser coGoii ramores. B onpeieleHHbIX BapHaHTaX OCYIIle-
cTeieHns R’ npencTapisier coboit -OH, R! npencrasisier coboit -C(O)H, a R’ mpeacraBiser coboit Gprop. B
OIpe/IeNICHHBIX BapHAHTAX ocyliecTBieHns R mpencrasiser coboit -OH, R' mpencrasnser coboit -C(O)H, a
R’ mpencrasnser coboii MeTm1. B HEKOTOpHIX BapMaHTaX ocyulecTBIeHHs R’ mpencrasiser coboii -OH, R’
npencrapiser coboit -C(O)H, a R® npezcrapnser cob60ii METOKCH.

B HEKOTOpHIX BapHaHTax ocymecTBieHns Gs npencrasisier coboit CH(X-R®), C(X;-R®), N,N(X;-R*), S
nwm O; Gy mpeacraBiseT coboit CH(XZ—R6b), C(XZ—R6b), N,N(XZ—R6b), S mwm O; Gs mpencraBiseT coboi
CH(X5-R%), C(X5-R%), N,N(X5-R*), S mmu O; G npencrasisier coboit CH(X4-R%), C(X4-R*), NN(X,-R*), S,
O i otcyTcTByeT; a G; npenctasisietr coooit N, C unmu CH, tre G, G,, Gz, Gy, Gs, Gg 1 G7, KaXIblil, UMEIOT
HyJIeBO# 3apsn (Hampumep, a3oT B Gy, G, G;, Gy, Gs, G 1 G7 He ABISIETCS KATHOHHBIM).

G7 RSS
G;W
| n ,: 65 6d
G4: ’/Ge R R

~ 6c
B HEKOTOPHIX BAPHAHTAX OCYIIECTBIEHHS  C5  MpeACTaBIseT coboit R - TIe OAWH UiH Oonee u3

R® R®, R® u R® BrIGpans! u3 rpymmsl, cocrosimeii u3 Ci-Cg-ankuna, C,-Cg-ankokcen, rasorena, -OH, -NRPRY,
Cs-Cyr-apuiia, 3-10-unenHoro rerepouukimia, S-10-unenHoro rerepoapuia, -C;-Cg-alKiii-5-6-4JI€HHOTO TeTe-
pormkimia, -OC(0)-5-6-unenHoro rerepormkimia, -C(O)R", -S(0),NR"'R™, -S(0),R” u -NR*S(0),R*.
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G4:~c;~’/ Ge o R 6c
B HEKOTOPBIX BAPHAHTAX OCYIIECTBICHUS ©  IPEACTaBIAET COOOM . rie R BEIGpan U3 rpymmel,

cocrosmeit u3 C,-Cg-ankuna, C,-Cg-ankokcu, ranorena, -OH, -NRPRY, C4-C),-apuna, 3-10-aneHHOrO rerepo-
nukawia, 5-10-wiennoro rerepoapmna, -C;-Cg-ankmi-5-6-uneHnoro rereporuimmia, -OC(O)-5-6-4i1eHHOTO
rerepormitia, -C(O)R", -S(0),NR"'R™, -S(0),R” unu -NR*'S(0),R™.

B HekoTOphIX BapuaHTaxX OCYIIECTBICHUS R% npeacrapiseT coboit HezamemeHHbIH Ci-Cg-ankmn. Hanpu-
Mep, B HEKOTOPBIX BAPHAHTAX OCyIIeCTBIeHHs R mpecTapiser co60il METHII, STHII, PO, H3OIPOIII, Oy-
THJI, N300yTHII, BTOP-OYTHII U TPET-OyTHIL.

B HexoTOpbIX BapuaHTaX OCYLIECTBICHUS R% npezacraBisteT coboit C;-Cg-ankii, 3aMEIICHHBIA OTHOW HIH
Ooee TpymnaMu, BEIOPAHHBIMH U3 TPYIITEL, cOcTOsIeH U3 C;3-Cg-IIMKIIOATIKHUIA U TaJIOTCHA.

B HEKOTOpHIX BapraHTax ocymecTienms R® mpexcrasiser co6oii C,-Cg-ankoken. Hamprmvep, B HeKoTO-
PBIX BapHaHTaX ocymiecTBIeHus R mpeacrapisier co60i METOKCH, STOKCH, POTIOKCH, H30MPOIOKCH, GYTOKCH,
M300yTOKCH, BTOP-OyTOKCH U TPET-OYTOKCH.

B HexoTophIX BapMaHTaxX OCYIIECTBICHUS R® npencraBisieT coboit C;-Cg-aaKoKCH, 3aMENIeHHBINA 0THOM
nnu OoJiee TPyIIaMH, BRIOPAaHHBIMHU U3 TPYIIIEI, cocTosmeit n3 C;-Cg-IMKI0ATKHAIIA W TAJIOTEHA.

B HexoTOpBIX BapuaHTax OCYIIECTBIICHHS R* npencraBiseT coboit ramoreH. Hampumep, B HEKOTOPHIX Ba-
puanTax ocymectsierus R npeacrasiser co6oit GTop, XIop Wik 6poM.

B mpyrux BapuanTtax ocymectsienus R® mpencrasnser co6oii C,-Cg-ranorenanxun. Hanpumep, B Heko-
TOPBIX BapHaHTax ocymecTsiIenns R npeacrasmnser co6oii hropatun, Tpudropmern, xudropmerin, TpudTo-
PATHI ¥ TPUXIIOPMETHIL

B HEKOTOpBIX BapHaHTax ocymecTBieHus R® mpencrasiser coboii —C(O)Rh, rae R IPE/ICTaBIIET CO00H
H, C,-Cg-ankmn, C;-Cg-ankokcu, C;-Cg-muknoankun umi -NR'R®. HanpumMep, B HEKOTOPBIX BapHaHTaXx OCYIIE-
crenenmst R mpencrasisier co6oit -C(O)H, -C(O)CHs, -C(0)OC(CHs); mmn -C(O)-LHKIONPOITHIL.

B HexoTOphIX BapuaHTax OCYIIECTBICHUS R* MIPECTaBIsAET COO0H He3aMEeIEeHHBIH 5-6-4JIeHHBII TeTepo-
UK. B HEKOTOPBIX BapuaHTaX OCYIIECTBICHUS R* MIpeCTaBIsAeT COO0H S5-6-4IIeHHBIM TeTePOIUKII, 3aMeIIeH-
HBI OHOHN WK OoJiee TPYIIIaMu, BEIOpaHHBIMU U3 Tpynibl, coctosen u3 C-Cq-ankmna, C;-Cg-aTKoKCcH, rajgo-
rena, -OH, C,-C¢-anxmin-OH, =0 u =S.

B HEKOTOPHIX BapHAHTAX OCYIIECTBICHHA R* mpencTaBiaser coGOil MHPPOTHIMHWI, MHPA3OTHIHHUIL,
UMHUIA30JIUANHII,  TETParuapopypaHu, 1,3-mMOKCONaHMI,  TETParuApOTHO(MEHWI,  OKCATHOJIAHWII,
CyIb(OTAHWI, THIICPUIUHII, TUTICPA3UHIII, TCTPATUAPOIUPAHIIL, JUOKCAHWI, THAHWI, JUTUAHW, TPUTHAHWUIL,
MOP(OIHHII WTH THOMOPDOIMHIIT. B HEKOTOPHIX BapHaHTaX ocyliecTBieHus R* mpeacrapmser co6oit muppo-
nAIMHITL. B OnpeeneHHbIX BapHaHTax OCyIecTIeH s R npeacTaBiser co6oit 4-muppomuni- | -k,

B HexoTOpbIX BapHaHTaX OCYILECTBICHHS R% mpeacTaBisieT co0oi He3aMelleHHbIH 5-10-uieHHbIN reTe-
poapuil. B HEKOTOpPBIX BapuaHTax OCYILIECTBICHUS R* MIpeICTaBIsAeT co0oi 5-10-ueHHBIN TeTepoapui, 3aMe-
IICHHBIN OHOW WM OoJiee TPYyIMITaMH, BRIOPAHHBIMU U3 TrpyIsl, cocrosmen u3 C;-Cg-ankuna, C;-Cg-amKokcH,
-OH u C,-C¢-anxnin-OH.

B HEKOTOPHIX BapHaHTax ocymecTiernns R mpencrapmser co6oif MHPPOIII, THPA3O0III, HMHIA30ITHIL,
TPHUA30JIWI, TETPA30IHI, (ypaHUi, M30KCA30JIMI, OKCA30IWI, OKCAIHA30Iii, THOGEHHUI, H30THA3OIMI, THA30-
JIAIT, THAAAA30JIMIT, TUPUIMI, THPUAA3HHIIT, TUPUMHTUHII, TUPA3UHWI, TPHA3HHUI WA TETPA3UHILL.

Gy=-.Gs .
B HEKOTOPHIX BAPHAHTAX OCYLICCTBICHMUA O  mpeictaBiseT coboit * . rae R® BiGpan u3 rpymmsr,

cocrosmeit u3 C,-Cg-ankuna, C;-Cg-anxokcu, rajorena, -OH, -NRPRY, C4-Ci,-apuna, 3-10-umeHHOTO reTepo-
nukawia, 5-10-wrennoro rerepoapmna, -C;-Cg-ankmi-5-6-uneHnoro rereporukimmia, -OC(O)-5-6-4ineHHOTO
rerepormkiia, -C(O)R", -S(0),NRY'R"™, -S(0),RY niu -NR*'S(0),R*.

B HekoTophIX BapuaHTax ocymecTBieHUsS R mpencrasiset coboii HesamemeHHblid C-Cg-amkuin. Hanpu-
Mep, B HEKOTOPHIX BapHaHTax ocyutecTsienus R mpencrapmser coG0i METHIL, STHII, IPOITHI, H30MPOIII, 6y-
THJ, U300y THII, BTOP-OYTHII B TPET-OYTHIIL.

B HEkoTOpHIX BapuaHTaX OCYILECTBICHUS R® npenctaBisieT coboit Ci-Cg-aNKii, 3aMEIICHHBIA OJTHOW WJIH
Ooee TpymnaMu, BEIOPAHHBIMH U3 TPYIIIEL, cOcTosmIer 3 C;-Cg-IIUKITIOATIKHUIIA U TaJIOTCHA.

B HEKOTOpBIX BapuaHTax OCYIIECTBICHUS R® npexactasisier coboit C;-Cg-ankokcu. Harpumep, B HEKOTO-
PBIX BapHaHTax ocyliecTBiIeHmHs R® mpescraBiser co60il METOKCH, STOKCH, TIPOIOKCH, H30MPONIOKCH, GYTOKCH,
M300yTOKCH, BTOP-OyTOKCH U TPET-OyTOKCH.

B HeKOTOpPBIX BapHaHTaX OCYILECTBICHUS R® npexacrasisier coboit C;-Cg-anKoKcH, 3aMeIIeHHBIH 0JHOM
nim 0oJiee TPYIaMu, BERIOpaHHBIMH U3 TPYMIbI, cocTosme n3 Cs;-Cg-IMKI0aIKHIa U TajJoreHa. B HEKOTOpBIX
BapmanTax ocymectsienns R® npexcrasister coboit ramoren. HampuMep, B HeKOTOPBIX BAPHAHTAX OCYIECTB-
nennst R mpencraisier co6oit GhTop, X1op Wik Gpom.

B npyrux BapmaHTax oCyIIeCTBICHUS R npencraBisieT cooort C;-Cg-rasorenankmi. Hanpumep, B HEKO-
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TOpBIX BaphaHTax ocymectBieHms R® mpejcrasiser co6oii propatii, TpudTOpMETHI, AUGTOPMETHI, TPHPTO-
PATHI ¥ TPUXIIOPMETHIL

B HekoTOpbIX BapuaHTax ocymectsireHms R npencrasmster coGoii -C(O)R", rae R mpencrasiser co6oit
H, C,-Cg-ankmn, C;-Cg-ankokcu, C;-Cg-muknoankun umi -NR'R®. HanpumMep, B HEKOTOPHIX BapHaHTaXx OCYIIE-
crenennst R® npexcrasmsier coGoit -C(O)H, -C(O)CHs, -C(0)OC(CHs); mmn -C(O)-HHKIONPOIIHIL.

B HEekoTOphIX BapuaHTax OCYIIECTBICHUS R® TIpeacTaBseT co00i He3aMeleHHBIH S5-6-4IeHHBIH TeTepo-
UK. B HEKOTOPBIX BapHaHTaX OCYILECTBICHUS R® TIpeACTaBIsAET COO0H S5-6-HUIIEHHBIA TeTEPOIUKII, 3aMeIIeH-
HBI OJHOHN WM OoJiee TPYIIIaMu, BEIOpaHHBIMHU U3 Tpynibl, coctosimen u3 C,-Cq-ankmna, C;-Cg-aaIKoKcH, rajgo-
rena, -OH, C;-C4-ankun-OH, =0 u =S.

B HEKOTOpHIX BaphaHTax ocymecTieHns R® mpeacraBiser coGoil MUPPOIHANHKIN, THPA30JIHIMHIIL,
UMHUIA30JIUANHIWI,  TETParuapopypaHu, 1,3-mMOKCONaHMI,  TETParuApOTHO(DEHWI,  OKCATHOJIAHWII,
CyIb(OTAHWI, THIICPUIUHII, TUTICPA3UHIII, TCTPATUAPONUPAHII, JUOKCAHII, THAHWI, TUTUAHWI, TPUTHAHWUIL,
MOPQOIMHII WK THOMOP(OITMHIIL.

B HEKOTOpBIX BapHaHTaX OCYIECTBICHUS R® IPE/ICTaBIsIET cO00M He3aMelleHHbIH 5-10-uaeHHslil rere-
poapuil. B HEKOTOpPBIX BapuaHTaX OCYIIECTBICHUS R® mpeacTaBiseT cooor 5-10-wieHHBI reTepoapu, 3ame-
IICHHBIN OHOW WM OoJiee TPyIMITaMu, BRIOPAHHBIMHU U3 TrpyIsl, cocrosimen u3 C;-Cg-ankumna, C;-Cg-amKokcH,
-OH u C,-C¢-anxnin-OH.

B HEKOTOpHIX BapHaHTax ocymecTsienns R® mpeacraiser coGoil MHPPOIIIL, THPA3OIII, HMHIA30ITHIL,
TPHUA30JIWII, TETPA30IHi, (GypaHui, M30KCA30JIMI, OKCA30IMWI, OKCAIHa30Iui, THOGEHHUI, H30THA30IMI, THA30-
JIIT, THAAAA30JIAIL, THPUANIT, THPUAA3HHIIT, TUPAMHAITHII, THPA3HHIII, TPHA3HHAI WA TETPa3HHILL.
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B HexoTOpBIX BapuaHTaxX OCYIIECTBICHUS MPEICTaBISIET COOOH . rie R® BBIOpaH M3 TPyIITIEL,
cocrosmeit u3 C,-Cg-ankuna, C,-Cg-ankokcu, ranorena, -OH, -NRPRY, C4-C),-apuna, 3-10-aneHHoro rerepo-
mukmmiIa, S5-10-unenHoro rerepoapuia, -Ci-Cg-ankui-5-6-unenHoro rerepounkimmia, -OC(O)-5-6-uieHHOTO
rerepormiia, -C(O)R", -S(0),NR"'R", -S(0),R wnu -NR*'S(0),R™.

B HekoTOphIX BapuaHTaxX OCYIIECTBICHU R®™ npeacrapiseT coboit HezamemeHHbIH Ci-Cg-ankmn. Hanpu-
Mep, B HEKOTOPBIX BAPHAHTAX OCYIIECTBICHHs R™ mpecTapiser co6oil METHII, STHII, PO, H30IPOIII, Oy-
THJI, N300yTHII, BTOP-OYTHII U TPET-OyTHIL.

B HexoTOpbIX BapuaHTaX OCYIIECTBICHUS R® npezacraBisteT coboi Ci-Cg-ankii, 3aMEIICHHBIA OHOW HIH
Oonee rpymnmnaMu, BEIOpaHHBIMU U3 TPYIIBI, cocTostmen 3 C;-Cg-IUKII0anKkuia 1 rajoreHa. B HEKOTOPHIX Bapu-
anTax ocymectsirenuns R npencrasmser co6oii Ci-Cg-ankoken. Hanpumep, B HeKOTOPBIX BAPHAHTAX OCYIIECT-
pnennss R® mpencraBiser coGoif METOKCH, STOKCH, MPOIOKCH, H3OMPONOKCH, GYTOKCH, M300yTOKCH, BTOp-
OyTOKCH M TPET-O0yTOKCH.

B HexoTophIX BapMaHTaX OCYIIECTBICHUS R® npencraBiseT coboit C;-Cg-aaKoKCH, 3aMENIeHHBINA 0THOM
WM 0oJiee TPYIIaMu, BEIOpaHHBIMH U3 TPYMIEI, cocTosme n3 Cs;-Cg-IUKI0aIKUIa U TajJoreHa. B HEKOTOpBIX
BapuaHTax ocyuectienus R® mpejacrasmuser co6oii raoren. Hampumep, B HEKOTOPBIX BAPHAHTAX OCYIIECTB-
nenus R® npencrasisier co6oii rop, XJI0p MM GpPOM.

B mpyrux BapuanTtax ocymectsienns R® mpencrasnser co6oii C,-Cg-ranorenankun. Hanpumep, B Heko-
TOPBIX BapHaHTax ocymecTsiaenns R* npeacrasmser co6oii hropatun, Tpudropmern, xudropmeri, TpudTo-
PATHI ¥ TPUXIIOPMETHIL

B HEKOTOpBIX BapuaHTax ocymecTBieHns R mpexcrasmser coGoii -C(O)R", rae R mpencrasmser co6oit
H, C,-Cg-anxmn, C;-Cg-ankokcu, C;-Cg-muknoankun umi -NR'R®. HanpuMep, B HEKOTOPBIX BapHaHTax OCYIIE-
crenenmst R® mpencrasisier co6oit -C(O)H, -C(O)CHs, -C(0)OC(CHs); mmn -C(O)-LHKIONPOITHIL.

B HexoTOphIX BapuaHTax OCYIIECTBICHUS R® TIPEICTaBIsAET COO0N He3aMEeIeHHBIH 5-6-4JICHHBIN TeTepo-
UK. B HEKOTOPBIX BapuaHTaX OCYIIECTBICHUS R* MIpeCTaBIsAeT COO0H S5-6-4IIeHHBIA TeTEPOIUKII, 3aMeIIeH-
HBI OHOHN WM OoJiee TPYIIIaMu, BEIOpaHHBIMU U3 Tpynibl, coctosimen u3 C,-Cq-ankmna, C;-Cg-aTKoKCcH, rajgo-
rena, -OH, C;-C4-ankun-OH, =0 u =S.

B HEKOTOPHIX BapHAHTAX OCYIIECTBICHHs R* mpencraBiaser coGOil MHPPOTMIMHWI, MHPA3OTHIHHUIL,
UMHUJA30JIUANHII,  TETParuapoypaHu, 1,3-mMoKCONaHmI,  TETParuApOTHO(DEHWI,  OKCATHOJIAHWII,
CyIb(OTAHWI, THIICPUIUHII, TUTICPA3UHIII, TCTPATUAPOTUPAHIIL, JUOKCAHII, THAHWI, TUTUAHW, TPUTHAHWIL,
MOPQOIMHII WK THOMOP(OITHHWUIL.

B HexoTOpbIX BapHaHTaX OCYILECTBICHHS R® mpeacTaBsieT co0oi He3aMeIleHHbIH 5-10-ueHHbIN TeTe-
poapuil. B HEKOTOpPBIX BapuaHTax OCYILIECTBICHUS R® TIpeICTaBIsAeT co0oi 5-10-ueHHBIN TeTepoapui, 3aMe-
IICHHBIN OHON WM OoJiee TPyIITaMu, BRIOPAaHHBIMU U3 TrpyIsl, cocrosimen u3 C;-Cg-ankuna, C;-Cg-amKokcH,
-OH u C,-C¢-anxuin-OH.

B HEKOTOpHIX BapHaHTax ocymecTierns R® mpencrapmsier co6oif MHPPOIII, THPA3O0III, HMHIA30ITHIL,
TPHUA30JIWII, TETPA30IH, GypaHui, M30KCA30JIMI, OKCA30IWI, OKCAIHAa30Iii, THOGEHHUI, H30THA30IMI, THA30-
JIAJT, THAAAA30JIAIT, TUPUIMI, THPUAA3UHIIT, TUPUMHTUHII, TUPA3UHWI, TPHA3HHUI WA TETPA3UHILL.
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B HEKOTOPBIX BapHaHTaX OCYIIECTBIEHUS 5  MPEICTABIISAET COOOM R R rne R® u R6d’ KK b1
HE3aBMCUMO, BHIOpaHsl M3 rpymmbl, coctosmei m3 Ci-Cg-ankmna, C;-Cg-ankokcu, ramorena, -OH, -NRPRY,
Cs-Cyr-apunia, 3-10-unenHoro rerepouukimia, 5S-10-unenHoro rerepoapuia, -C;-Cg-alKiii-5-6-4JI€HHOTO TeTe-
pormkiiia, -OC(0)-5-6-4nenHoro rerepormkimia, -C(O)R", -S(0),NRY'R™, -S(0),RY nmm -NR*'S(0),R™.

T

B HEKOTOPHIX BAPHAHTAX OCYILECTBICHUS 5  HpeACTaBIsAET cOO0M R, rme R® u R®, kanprii He-
3aBHCUMO, BbIOpaHsl M3 rpymmbl, cocrtosmeidn u3 C;-Cg-amkmna, C;-Cg-amkokcu, rajorena, -OH, -NRPRY,
Cs-Cyr-apunia, 3-10-unenHoro rerepouukimia, S-10-uienHoro rerepoapuia, -C;-Cg-alKiii-5-6-4JI€HHOTO TeTe-
pormkia, -OC(0)-5-6-4nenHoro rereporukimnia, -C(O)R", -S(0),NRY'R™, -S(0),RY nu -NR*'S(0),R™.

G
G- W
| 1
G4:G‘ ~ Gg
B HexoTOphIX BapuaHTax OCYIIECTBICHUS 5 i

MIPEACTaBISIET cOOOM

_G NZ
??"7] x |
Gy - Gg R
B HEKOTOpBIX BapraHTaX OCYIIECTBICHUS s TIpeCTaBIsAET CO0O0 - TJIe OJIMH WK OoJiee U3
R6b, R® u R™ BBIOpaHbl W3 Tpymmbl, cocrosimend w3 C-Cg-anmkmia, CI-CG—ranoreHanKHna, rajoresa,
Cs-C1r-apuiia, 3-10-uneHHOT0 reTeponuKiImia u 5-10-41eHHoro rerepoapuia.

Gy, R%
G;W “
| 1 H Nao
Gag O .
B HEKOTOPBIX BAPHAHTAX OCYIIECTBIEHHsS ~ ©5  TpencTaBiser coGoi R - TAe OfMH 1 Goiee U3

R6a, R* u R™ BBIOpaHbl W3 Tpymmbl, cocrosimeid u3 C;-Cg-ankmna, C-Cg-rajoreHalikuia, TalloTeHa,
Cs-C1r-apuiia, 3-10-uneHHOT0 reTeponuKiImia u 5-10-41eHHoro rerepoapuia.

Ga,-q
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G~ Gg .

B HEKOTOPBIX BAPHAHTAX OCYIICCTBICHNS  ©5  PEACTABISIET COOOM " - TIIe OIMH WiH OoJiee 13
RG“‘, R® u R° BBIOpaHBI W3 Tpymmbl, cocrosimeit m3 Ci-Cg-amkmia, CI-C6—FaH0F€HaJ'IKI/IJ'Ia, rajoreHa,
Cs-Cys-apuna, 3-10-uneHHOro rerepouukinia u 5-10-uj1eHHoro rerepoapuia.

Gz
Gy ~-".Ge
\GS/ Rﬁb

B HEexoTOpHIX BapHaHTaX OCYIIECTBICHHS MPECTaBIsIeT COOOM . TOe OJUH WK 00a u3
R® y R BBIOpaHBI U3 Tpymmbl, cocTosmei u3 C;-Cg-ankmna, CI—C6-FaJ'I01“eHaJ'IKI/IJ'Ia, ranorena, Cg-C,-apuina,
3-10-uneHHoOro reTepouMKInIa 1 5-10-uneHHoro rerepoapunia.

6a
G, R
?‘*“W N |N
1 i NS
4 Ge . \RQ 6a
B HCKOTOPBIX BapraHTaxX OCYIICCTBIICHUA Gs npeaAcCTaBIACT C06OI/I > 1€ OJUH UIN 06a n3 R™ u

R® BBIOpaHbl w3 Tpymmbl, cocrosimeil u3 C;-Cg-ankmna, C;-Cg-ranoreHankmia, ranoreHa, Cq-Cir-apuia,
3-10-wreHHOTO reTeporuKImIa U 5-10-4eHHOro reTepoapuia.

G4: e o
HEKOTOPBIX  BapuHaHTax  OCYIICCTBJICHUA Gs BLIGpaH M3  TPpyNIbl, COCTOAIICH Hu3

55594
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B HECKOTOPBIX BapuaHTaX OCYHICCTBJICHUSA G5
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LT

MIpeACTaBIsAeT cCO00H ©7 WMIIH Q

N

npencTapuser coboit R, rae R® BriGpan u3 rpymsL,

cocroseit u3 Bogopona, C,-Cg-ankuna, C;-Cg¢-ankokcu, ranorena, -OH, -NRPRY, C¢-C,-apuna, 3-10-unennoro

TeTCPOLUKIINIIA,

5-10-uneHHOrO TeETEpOApHIa,

-C-C¢-ankun-5-6-4JIeHHOTO  TeTePOLMKINIIA,

-0C(0)-5-6-

aienHoro rerepormkima, -C(O)R", -S(0),NR"'RY, -S(0),R u -NR*'S(0),R”. B onpeaencHHbIX BapHaHTaX
ocymecteienns R® mpexcrasmsier co6oii -C(O)OC(CHs);.

B ompencineHHBIX ~— BapHaHTax
9 |
0\) Ny Boc” N N W

OCYIICCTBIICHUA

T
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G
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Gs mpencTaBiaser  coboit ,

(o]

(o]
Wil /N\).

B HEKOTOpPBIX BapUaHTaX OCYIIECCTBICHUS — O5

npescTaBiIsieT co0on

B m060M 13 BBIIICYKA3aHHBIX BAPHAHTOB OCYIICCTBIICHHS OMH WK Goiee u3 R™, R® R® y R™ BBIOpaHEI
n3 rpynmsl, coctosmei u3 Ci-Cg-ankwmia, C;-Cg-raorenankunia, ramorena, Cq-C,-apmia, 3-10-aneHHoro rere-
pormkimna u 5-10-4wIeHHOTO TeTepoapua.

B HekoTopwIX BapuaHTaX OCYIIECTBIICHHUS OJWH WM Oojiee W3 R, R® R%* u R MIPEACTaBIsAET COOOM
Cs-C1r-apwi1, He3aMEIICHHBIN WU 3aMEIICHHBIH OJHOW Wiu OoJiee TPyIMIaMH, BHIOpaHHBIMHA W3 TPYIIHBI, CO-
crostmeit m3 C-Cg-ankmna, C,-Cg-anxoxcu, -OH u C-Cg-ankun-OH. Hampumep, B HEKOTOPBIX BapHaHTaX OCY-
mectsierns ogut u3 R®, R, R u R® npencrasiser coboit bernn mwiu Hadi.

B HEKOTOpHIX BAapHAHTAX OCYIIECTBJICHHS ONMH MM Gonee m3 R* R®, R® u R™ npezacTaBisieT cobon
3-10-ueHHBIN TETEPOIMKIIIII, HE3aMCIICHHBIH WM 3aMEIICHHBIA OJTHON WK OoJiee TPYIaMu, BEIOPAaHHBIMU U3
rpynisl, cocrosimeit uz C,-Cq-ankuna, C;-Cg-ankokcu, ranorena, -OH, C,-Cq-ankuin-OH, =0 u =S. Hanpumep, B
HEKOTOPBIX BAPHAHTAX OCYIIECTBICHHS OmuH 3 R*, R®, R® u R MPEJCTABISCT COO0M MUPPOIUANHII, TUPa-
30JIMIUHII, UMATA30IUINHII, TeTparuapodypanmi, 1,3-IHOKCOTaHUI, TeTParuIpoOTHO(EHIII, OKCATHOIAHWII,
CyIb(OTAHWI, THIICPUIUHII, TUTICPA3UHIII, TCTPATUAPOTUPAHIIL, JUOKCAHII, THAHWI, TUTUAHWI, TPUTHAHWUIL,
MOP(OIMHUI, THOMOPQPOIUHWII, TETPATUAPOXUHOIUHUI, TETPATHIPOU3OXHHOIMHMI, ISKATHIPOXUHOIUHILI,
JIEKaruIPON30XUHOJIUHWII, WHAOJIMHMI, W30WHIOJUHWI, TETPATHAPOHAPTHPHUANHII WIA TeKCArHIpOOSH30MMHU-
JTA30JTAJT, KK HE3aBUCUMO SIBIIICTCS HE3aMEIICHHBIM WIJIH 3aMEIIEHHBIM OJHON WM 0oJiee TPYIIaMH, BbI-
OpanneiMu W3 rTpymmbl, cocrosmeid w3 C-Cg-ankmia, C-Cg-anmkokcwm, rajorena, -OH, C;-Cg-ankmin-OH,
=0 u=S.

B HexoTOpbIX BapHaHTax OCYIECTBICHUS OAWH W3 R* R®, R u R% BBIOpaH W3 TPYIIBI, COCTOSIICH U3
C,-Cg-ankuna, C;-Cg-ranmorenankuna, ranoreta, Cqs-Cir-apuina, 3-10-ueHHOT0 rerepouukimia u 5-10-uieHnoro
reTepoapiia. B ompeneeHHEIX BapHAHTAX OCYIIECTBICHNS ofuH n3 R*, R® R® u R* BBIOpaH W3 TPYIIIHL, CO-
cTositied u3 Metuna, atmna, F, Cl, -CF;, mupponuaunamia, mTunepuaIuHmia, MopGoIuHIIa, MUNepa3suHIIIa, TApa-
30JTMIIa M TPHA30MMIA. B ONpeeeHHBIX BAPHAHTAX OCYIIECTBICHHS OMMH H3 R® R® R® u R™ BEIOpaH W3
TPYIIIEL, COCTOSIICH U3 MUPPOTUINHIIIA, MUNICPUANHIIIA, MOPGOIMHIIIA, TUIICPa3HHIIIA, TUPA30JIWIA U TpUA-
30JT/JIa, TIPUYEM KaKIIbIi HeoOs3aTeTbHO 3aMelleH OJHON WM Oojiee TpyIIaMu, BEIOpaHHBIMU M3 TPYIIIEI, CO-
crostmeit m3 C;-Cg-ankmna, C,-Cg-anxokcu, ranorena, -OH, C;-C¢-anknin-OH, =O u =S. B HekoTOphIX BapuaH-
Tax OCYUIECTBJICHUS ABa WJIK TPH U3 Réa, R6b, R% u R% BBIOpAHBI U3 TPYIIIBI, COCTOSIICH U3 MeTHia, 3Tuia, F,
Cl, -CF3, mupponuanHuia, MANEepUInHIIA, MOP(OIHHNIA, TATIEPA3HHIIIA, TTUPA30JIHIIA U TPUA30JTHIA.

B HexoTopbIX BapHaHTax OCYIECTBICHUS OAWH U3 R* R®, R u R% BBIOpaH W3 TPYIIBI, COCTOSIICH U3

e (N}‘h
N
Q R Q u 0\) .

MeTuna, 3tuna, merokcu, F, Cl, -CF3,
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B HEKOTOPHIX BAPHAHTAX OCYIIECTBIICHUS OHH U3 R*, R®, R* u R™ BBIOpaH U3 TPYIIIBI, COCTOSIIEH 13
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B 1pyrux BapuaHTax ocymecTsienus R®, R®, R* u R% axcprit, TIpeACTaBISIOT coboit H.
B HEekOoTOpHIX BapuaHTax ocylecTBieHHUs G3 MPENCTAaBIsCT COOOU CH(Xl—R(’a), C(XI-R("“) 381051 N(XI-R(’“‘),

ey ey U
X, OTCYTCTBYET, MpPEACTABIAECT COOOM wiu > a R™ mnpexacraBiasger co0oil BOIOPO,
C,-Cg-ankmn, C,-Cg-anmkokcu, ramoren, -OH, -NRPRY, apwun, rerepoumkmwn, rerepoapmi, -C;-Cg-ankui-
rerepoumkm, -OC(O)-rerepormkimin, -C(O)R", -S(0),NRY'R™, -S(0),R’ wmmm -NR”S(O),R?, rre
C-Cs-anxun u C;-Cg-aIKOKCH U3 RGa, KaKIbIi HE3aBHCHUMO, SBIISIOTCS HE3aMEIICHHBIMH WIH 3aMEICHHBIMU
OJTHOW WK 0oJiee TPYIaMu, BRIOPAHHBIME U3 TPYIIIBI, COCTOSIIECH M3 IUKIOATKUIA U TaJloTeHa; apuil U TeTe-
poapu u3 R®, kaxielii HE3aBHCHMO, SIBIAIOTCS HE3aMCIICHHBIME HIIM 3aMEIICHHBIMU OJHON MITH GoJee rpyIl-
TaMu, BEIOpaHHBIMU 13 Tpynmbl, coctosmieit u3 C,-Cq-ankmna, C,-Cg-ankoken, -OH u C,-Cg¢-anxkun-OH; a rere-
pormkm, -C,-Cg-anku-rereporukmnt u -OC(O)-retepounkimit u3 R®, Kax bl He3aBUCHMO, SBISIOTCS He-
3aMEIICHHBIMA WJIM 3aMENIeHHBIMA OJHOW WM Oojiee TpyNIaMu, BHIOpaHHBIMU W3 TPYIIIbI, COCTOSIICH W3
C,-Cs-anxmuma, C,;-Cg-ankoxcu, -OH, C,-Cg-anxun-OH, =O u =S; R" BBIOpaH W3 TPYIIIbI, cocTosmed u3 H,
C,-C¢-anxmma, C,-Cg-anmkokcu, C;-Cg-mukmoankuna u -NR'R®; RP mpexncrasnsier co6oii H mumu C-Cg-anku,
RY mpexcrasmster coGoii Cy-Cs-ankm, -C(O)R', -C(O)OR", -C(O)NRY; R, R®, R"' u R”', kaxpIii He3aBHCHMO,
BeiOpanbl m3 H n C;-Cg-ankmma; a R', R, RY, R™, RY u R?, kaxzslit He3aBucuMo, Beiopans u3 H, Ci-Cg-ankua,
HE3aMCIIEHHOTO WK 3aMelIeHHOTO C;3-Cy-IIMKIIOANKUIIA M HE3aMEIIEHHOTO HITH 3aMEIICHHOTO TeTEPOIHKIINIIA.

B HEKOTOpHIX BapuaHTax ocymectsienus G; npeacrasser coboit CH(X,-R*®) wm C(X;-R*®), rae X, ot1-
CYTCTBYET; R® npencrasnser coboit Bogopon, C;-Cg-ankun, C;-Cy-ankokeu, ranoren, -OH, -NRPRY, apui, rete-
POLMKIINII, TETEPOAPUIT UITU —C(O)Rh, rae Ci-Cg-ankun u C;-Cg-anKkoKcHU SIBISIOTCS HE3aMEUICHHBIMU WM 3aMe-
meHnbMu C3-Cg-1iukinoankuiaom uim ranorenom; R” npencrasnser co6oit H umu C,-Cg-ankmr; R npencrasiser
coboit C,-Cs-anmkui;, a R" BeIOpaH w3 rpymmbl, coctosmiedt w3 H, C,-Cg-amxuma, C;-Cg-aqKoKCH U
C;-Cy-1IUKI0QIKHIIA.

B HekoTOpbIX BapHaHTax ocymectsierns Gs mpexacrasmser coboit CH(X;-R®) mwmm C(X;-R*®), rme X,

oy ety u

MpeJICTaBIsIeT COOOM I > m paBHO 1-6; R™ mpencrapnser cob6oit Bogopon, C,-Cg-ankm,
C,-Cg-ankoxcn, rajorer, -OH, -NRPRY, apui, retepormkini, retepoapria WA -C(O)Rh, rae C-Cg-ankun u
C;-Cy-aIKOKCH SIBISIIOTCS HE3aMEIIEHHBIMU WK 3aMerneHHBIMU C3-Cg-IIMKI0aIKWIOM Win rajorenom; RP mpen-
crasnsiet coboit H mmm C,-Cg-ankun; RY npeacrasnsier co6oit C,-Cs-ankui; a R" BBIOpaH U3 TPYIIIBI, COCTOSIIEH
n3 H, C;-Cg-ankxuna, C;-Cg-anxoxcu n Cs;-Cg-1iukioankuia. B HEKOTOpBIX BapHaHTax ocymiecTBieHus Gz mpen-
craBisier cobo N wmim N(XI—R“), rae X; OTCYTCTBYET; R% npexacrasiseTr coboi Bomopon, C;-Cg-ankwm,
C,-C¢-ankoxkcn, ranoren, -OH, -NRPRY, apui, reteponmkini, rerepoapui Wiu -C(O)Rh, rae C,-Cg-ankun u
C,-C¢-anKoKcH SBISIOTCS HE3aMEMIEHHBIMU WK 3aMelneHHbIMU C3-Cg-IMKI0anKWIoM uin ranorenom; RP npen-
crasnsier coboit H mm C,-Cg-ankwn; R nmpencrasnser co6oit C,-Cs-ankui; a R" BBIOpAH U3 TPYIIIBI, COCTOSMICH
n3 H, C;-Cg-ankmia, C,-Cg-ankokcu u C;-Cg-IIUKIIOATKHIIIA.

B HeKOTOPHIX BapHaHTax ocyiiectsienus G; npeacrapmser coboit N wm N(X;-R*), rae X, npexncrasnser

v %O\/)m\; 7{@\/0}:\\; . 6a 3
co0oit i ' m paBHO 1-6; R™ mpencraBnser coboit Bomopon, C;-Cs-amkmi, C;-Cg-ankokcwu,
rasnoren, -OH, -NRPRY, apui, reTeponukiumn, reTepoapui uin -C(O)Rh, rae C;-Ce-anxun u C,-Cg-aJIKOKCH SIB-
JSIOTCS HE3aMEIIEHHBIMU U 3aMemeHHbIME C;3-Cg-IIMKIIOaNKuIoM win rajgorenom; RP mpencrasnser coboit H
umn C;-Cg-anxmn; RY mpexpcrasmser coboit C,-Cs-ankun; a R" BBIOpaH W3 TPyMIbI, cocTosmier u3 H,
C,-Cs-anxuna, C-Cg-anmkokcu U Cs-Cg-IIMKIIOAIKHIA.

B HEKOTOPHIX U3 JIOOBIX MPEAMIECTBYIOMNX BAPUAHTOB OCYIIECTBICHH R* MPENICTaBIsAET COOOH METHII,
STHJI, H-TIPOITWII, H30MPOIII, H-OyTHII, H300yTHII, BTOP-OYTHI WK TPET-OyTHI. B HEKOTOPBIX U3 JIFOOBIX Tpe-
LIECTBYIOIIUX  BAPUAHTOB  OCYLIECTBJIEHUS R®™ npencrapnsier  coborr  Ci-Cg-ankwii,  3aMEUICHHBIH
C;3-Cy-IIMKITOATKUIIOM WIIH TaJIOTEHOM. B HEKOTOPBIX U3 IIFOOBIX MPEANICCTBYIOMIUX BAPHAHTOB OCYIICCTBICHUS
R® MpPEJCTaBIsIET COOOH METOKCH, 3TOKCH, H-IIPOMOKCH, H30MPONOKCH, H-OYTOKCH, H300YTOKCH, BTOP-0yTOKCH
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I TPeT-OyTOKCH. B HEKOTOpHIX 3 MOGBIX MPEIIICCTBYIOMMX BAPHAHTOB OcyiecTieHns R mpencrasiser
coboii C;-Cy-anmkokcH, 3amerieHHbINA C;-Cg-IIMKIIOATKUIOM HIH FAIOTEHOM. B HEKOTOPBIX U3 JTFOOBIX TPEAIIeCT-
BYIOIIMX BAPHAHTOB OCyIieCTBIcHHs R* mpencraBiser co6oit drop, 6poM miH Hox. B HEKOTOPHIX W3 THOGBIX
MPE/IIIECTBYOMMX BAPHAHTOB ocymmecTBIeHns R® mpencrasmser coboit -N(CH,CHs),, -N(CH,CH,CH3), mn
-N(CH,CH;)(CH,CH,CH;). B HEKOTOPEIX U3 JTFOOBIX MPEAMICCTBYIONINX BAPHAHTOB OCyIiecTBIeHHs R® mpes-
cTaBisieT coOoi (GeHmT ninm HaQTWI. B HEKOTOPHIX M3 JMIOOBIX NPEIIIECTBYIONMX BapUAHTOB OCYIIECTBICHUS
R® MIPEACTaBIsAET cOO00N 5-14-4ICHHBIM TETEPOIMKII. B HEKOTOPHIX BapuaHTaX OCYIIECTBIICHUS R® npea-
CTaBJSIET COOON S5-6-HIIEHHBIA TETEPOIUKIII. B HEKOTOPBIX M3 JTIOOBIX MPEIIISCTBYIONIUX BAPUAHTOB OCYIIIECT-
Brenus R® mpeacraBiser co60il MMPPOTHAMHI, THPA30NAANHIIN, IMHAA30THINHAT, TeTparuapodypanmi, 1,3-
JIMOKCOJIAHIII, TETPAruAPOTHO(EHII, OKCATHOJNAHWUI, CYITh(OIAHII, THIICPUIUHII, TTHIICPA3HHII, TETPArHIpo-
MUPAHII, TUOKCAHWI, THAHWI, TUTHAHWI, TPUTHAHWI, MOP(QOIHHUI WM THOMOP(OIMHIWI B HEKOTOpHIX U3
MoGBIX MPEIMIECTBYIONMX BAPHAHTOB OCyIIecTBIeHns R™ mpejcraBiser coGoit 5-14-unennblii rerepoapun. B
HEKOTOPBIX BApHAHTAaX OCyulecTBIeHHs R™ mpejcraBmseT coboil 5-6-uIeHHBIH reTepoapiil. B HEKOTOPHIX U3
MIOOBIX TIPEIIECTBYIONMX BAPHAHTOB OCyIIecTBICH:s R™ mpeicTaBiseT coGoii MHPPOITHI, MHPA30IIHI, HMHIA-
30JIMI, TPUA3OJIIII, TETPA3OIIWII, (PypaHuUII, N30KCA30JIII, OKCA30JIIII, OKCATHA30III, THO(MEHUII, N30THAZ0INI,
THA30JIWII, THATUA30IIII, THPHUIMWI, TUPUAA3HHII, MHPUMUAWHIIL, MTHPA3UHWI, TPUA3UHII WA TeTpasuHII. B
HEKOTOPBIX M3 JOOBIX TPEIIIECTBYIONMX BAPHAHTOB OCymecTBiIeHns R mpencrausier coGoit apwi, retepo-
OUKIAT WIA TeTepoapmil, Kaxabli w3 KoTopeix 3amerneH C-Cg-ankmmoM. B HEKOTOpBIX H3 JFOOBIX
NPE/IIIECTBYIOMMX BAPHAHTOB ocymiecTBIeHns R* mpexcraBmser coGoit -C(O)H, -C(0)-C;-Ce-ankum,
-C(0)-C,-C4-ankokcu mmn -C(0O)-Cs-Cyg-TKIoankmi. B HEKOTOPBIX M3 JOOBIX MPEAIMISCTBYIONINX BapHAHTOB
OCYILIECTBIICHUS R® npencrasiaser coboi -OH, -NRPRY, apwi, rerepormkini, rerepoapuii, He3aMeIleHHBIH
C,-Cg-ankokcu wnu C,-Cg-ankokcu, 3amemieHHbIH Cs;-Cg-IIUKI0aIKUIOM WIK TaJoreHOM. B HEKOTOPBIX U3 JIIO-
OBIX MPEIIICCTBYIONUX BAPHUAHTOB OCYIICCTBICHHUS R npencraeuser coboit Bogopoxa, -CH;, -OH, -OCHj,
-C(O)OC(CHs;)3, -N(CH,CH3),, denmi, MopdoIuHUI, MANCPUANHIII, TANICPA3HHIII, 4-3TUIMTUIICPA3UHILII, TTUP-
POTUIMHUI, TAPA30IHI, TUKIOTPONMIMETOKCH WIN IIUKIONPONAHKapOOHMI. B HEKOTOPHIX BapHaHTaX OCYIIe-
cteiennst G; mpencTasisget coboit S. B npyrux Bapuantax ocymectsieHus G; nmpencrasiseT coooi O.

B HEKOTOPHIX BapHaHTax ocymectBieHns G, mpeacraisier co6oit CH(X,-R®), C(X,-R®) mmn N(X,-R®),

Wby

rae X, OTCYTCTBYET, NMPEICTaBIsieT coboit HimH a R® mpeacTaBisieT coboil BOAOPO,

C,-Cg¢-ankmn, C,-Cg-anmxokcu, ramoren, -OH, -NRPRY, apwun, rerepoumkmwn, rerepoapmi, -C,-Cg-ankui-
rerepoumkm, -OC(O)-rerepormkimin, -C(O)R",  -S(0),NRY'R™, -S(0),R’ wmm -NR”S(O),R?, rre
C-Cg-anxmn u C;-Cg-aKOKCH U3 R® , KQXIbI HE3aBUCHUMO, SBJISIOTCS HE3aMEHICHHBIMU WM 3aMEIICHHBIMHU
OJTHOW WK 0OJiee TPYIaMK, BRIOPAHHBIME U3 TPYIIIBI, COCTOSIIECH M3 IHUKIOATKUIA U TaJloTeHa; apuil U TeTe-
poapuin u3 R®, ka1l HE3aBUCHMO, SBISIIOTCS HE3aMEILCHHBIMU WM 3aMELICHHBIMH OHOM MM Goliee rpyI-
TaMu, BEIOpaHHBIMU |3 TpynIbl, coctosmeit u3 C;-Cq-ankmna, C,-Cg-ankoken, -OH u C,-Cg¢-anxkun-OH; a rere-
pormkm, -C,-Cg-ankmi-rerepoukmnt u -OC(O)-rerepouukimn u3 R, kapiii He3aBUCHMO, SBISIOTCS He-
3aMEIIeHHBIMA WJIM 3aMENIEHHBIMA OJHOW WM Oojiee TpyNIaMu, BbIOpaHHBIMU W3 TPYIIIbI, COCTOSIICH W3
C,-Cs-anxmma, C,;-Cg-ankoxcu, -OH, C,-Cg-anxun-OH, =O u =S; R" BBIOpaH W3 TPYIIILI, cocTosmed u3 H,
C,-Cg-anxmma, C;-Cg-anmkokcu, C;-Cg-mukmoankuna u -NR'R®; RP mpencrasnsier co6oii H mmu C;-Cg-anku,
RY mpexcrasmsier coGoii Cy-Cs-ankm, -C(O)R', -C(O)OR", -C(O)NRY; R, R®, R"' u R*', kaprii He3aBHCHMO,
BeiOpanbl m3 H n C;-Cg-ankmma; a R', R, RY, R™, RY u R?, kaxzplit He3aBucuMo, Beiopans u3 H, C;-Cg-ankua,
HE3aMCIIEHHOTO WK 3aMelIeHHOTO C;-Cg-IIMKIIOATKUIIA M HE3aMEIICHHOTO HITH 3aMEIICHHOTO TeTEPOIHKIINIIA.

B HexoTopbIx BapnaHTax ocyuectBieHus G4 MpencTaBiseT coooi CH(XZ—R("’) U C(Xz-R(’b), rae X, ot1-
CYTCTBYET; R® npencrasnser coboit Bogopon, Ci-Cg-amkmi, C;-Cg-ankokcH, rajgores, -OH, -NRPRY, apui, rete-
POLMKIINII, TETEPOAPUIT WU —C(O)Rh, rae Ci-Cg-ankun u C;-Cg-anKoKCHU SIBISIOTCS HE3aMEUICHHBIMU WM 3aMe-
mennbpMu C3-Cg-niuknoankuaom umm ranorenom; R” npencrasnser co6oit H umu C,-Cg-ankxmr; RY npencrasnser
coboii C,-Cs-anmkum; a R" BBIOpaH w3 rpymnmsl, coctosmiedr u3 H, C-Cg-amkmma, C;-Cg-amxoxcu u C3-Cg-
IUKIIOATTKHTIA.

B HekoTOpbIX BapHaHTax ocymectBienns Gy mpencraBisier co6oii CH(X,-R®) mm C(Xp-R®), rme X,

5{(0\/% 2 . %&\/O)m\;

m

MIPENCTaBIsIeT COOOM ; m paBHO 1-6; R® npexacrasiseT coboit Bogopon, C,-Ce-amku,
C,-Cg-ankokcn, rajoreH, -OH, -NRPRY, apui, retepormkini, retepoapria HUid -C(O)Rh, rae C-Cg-ankun u
C,-Cy-aIKOKCH SIBISIIOTCS HE3aMEIIEHHBIMU WK 3aMerneHHBIMU C3-Cg-IIMKI0aIKWIOM Win ranorenom; R” mpen-
crasnsier coboit H mm C,-Cg-ankmn; R npencrasnser co6oit C,-Cs-ankui; a R" BBIOpAH U3 TPYIIIBI, COCTOSIICH
u3 H, C,-Cg-ankuna, C;-Cg-ankoxcu u C;-Cg-niukioankuia. B HEKOTOpbIX BapuaHTax ocymiecTBieHust G4 mpen-
ctapisieT coboit N wnm N(XZ—R("’), rae X, OTCYTCTBYET; R® npencrapusier coboir Bomopon, C;-Cg-ankm,
C,-C¢-ankoxkcu, ranoren, -OH, -NRPRY, apui, reteponmkini, rerepoapui Wiu -C(O)Rh, rae C,-Cg-ankun u
C,-C¢-anKOKCH SBISIOTCS HE3aMEMIEHHBIMU WK 3aMelleHHbIMU C3-Cg-IMKI0anKMIoM uin ragorenom; RP npen-
crasnsiet coboit H mu C,-Cg-ankun; RY npeacrasnsier coboit C,-Cs-ankui; a R" BBIOpaH U3 TPV, COCTOSIIEH
n3 H, C,-Cg¢-ankmia, C,-Cg-ankokcu u C;-Cg-IIUKIIOATKHIIA.

B HEKOTOPBIX BapHaHTax ocymectsienns G, npeacrasisier coboit N mm N(X,-R®), re X, npeacrasisier
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doly k9

co0oit " omm ™ 5 m paBHO 1-6; R® npezacTaiseT coboit Bogopon, C-Ce-ankuin, Ci-Cg-akokcy,
rasnoren, -OH, -NRPRY, apui, reTeponukiumn, reTepoapui uin -C(O)Rh, rae C;-Cg-anxun u C,-Cg4-aJIKOKCH SIB-
JSIOTCS HE3aMEIIEHHBIMU U 3aMemeHHbIME C;3-Cg-IIMKIIOANKUIoM win rajorenom; RP mpencrasnser coboit H
umn C;-Cg-anxmn; RY mpexpcrasmser coboit C,-Ci-ankun; a R" BBIOpaH W3 TPYMIbI, cocTosmier u3 H,
C,-Cg-anmkmna, C;-Cg-anxokcu mmn C;-Cg-IuKIoankuiaa. B HEKOTOPBIX U3 MOOBIX MPEIIIECTBYIOMNX BAPHAHTOB
ocymectBienns R® mpencraisier coGoii METHII, STHII, H-TIPOIIHI, H30MPOIIHI, H-OyTHII, H300YTHII, BTOP-OYTHII
WIA TPET-OyTWI. B HEKOTOPBIX M3 JIOOBIX MPEANICCTBYIOIINX BAPHAHTOB OCYIIECTBICHHUS R® MPEJCTaBISICT
coboii Ci-Cg-anmkmi, 3aMmerieHHbIH C;3-Cg-IIMKIOATKUIOM WM TaJIOTCHOM. B HEKOTOPBIX M3 JFOOBIX MpEAIICeCT-
BYIOIIIUX BAPHAHTOB OCYILECCTBICHUS RQ)HpeﬂCTaBHHGTCOGOﬁ METOKCH, ITOKCH, H-IIPOMOKCH, U30IPOIIOKCH, H-
OyTOKCH, H300yTOKCH, BTOP-OYTOKCH WIIA TPET-OYTOKCH. B HEKOTOPBIX M3 JIFOOBIX MPEIIICCTBYIONNX BAPUAHTOB
OCYILIECTBIICHUS R® npencrapisier coborr Ci-Cg-anmkokcu, 3aMerieHHbIH Cs-Cg-IIMKIOANKIIIOM U TAIOTCHOM.
B HEKOTOPBIX M3 JIOOBIX MPEAMICCTBYIOUINX BapHaHTOB ocymectBienns R® npencrasmser coboii grop, Gpom
e fon. B HEKOTOPHIX M3 JIFOOBIX MPEAIISCTBYIONIMX BAPUAHTOB OCYIIECTBICHUS R mpeacTaBiseT coboit -
N(CH,CHs;),, -N(CH,CH,CHj3;), wmu -N(CH,CH3)(CH,CH,CH;). B HEeKOTOpBIX K3 JIOOBIX MPEANIECTBYIOMNX
BapHaHTOB ocyiecTneHmst R mpencrasimsier co6oii dermn mwin HahTI. B HEKOTOPBIX M3 MOGBIX TPE/IIIECT-
BYIOILIMX BapUAHTOB OCYIIECTBIICHUS R® TIpeacTaBiseT co0oH 5-14-ueHHbIH TeTepoMKIHI. B HEKOTOPBIX Ba-
pUaHTax OCYILECTBICHUS R® MIPENCTaBISICT COOOW S5-6-4NIeHHBIH TETEPOIMKIMI. B HEKOTOPBIX M3 JIIOOBIX
MPEJIIECCTBYIONINX BAPUAHTOB OCYIICCTBICHHUS R® MpEJCTaBISICT COOOW MUPPOTHIUHIII, TUPA3OTHIUHII, MU~
JA30JUANHIIL, TeTparuapodypanmwi, 1,3-THOKCONAHII, TETPAarHAPOTHOPCHUI, OKCATHONAHWI, CYJIb(OJIAHMI,
MUICPUINHILI, TUIICPA3HHII, TETPATHIPONUPAHIII, JUOKCAHWUI, THAHWI, TUTAAHWI, TPUTHAHWI, MOP(OIMHILT
WA THOMOPGOTUHII. B HEKOTOPBIX U3 THOOBIX MPEIIICCTBYIONINX BAPUAHTOB OCYIICCTBICHHUS R® MIpeICTaBIIs-
er cobol 5-14-uneHHbIl reTepoapui. B HEKOTOpBHIX BapHaHTaxX OCYLIECTBIICHHS R® MPE/ICTAaBISIET COOOM
5-6-4NCHHBIA TeTepoapri. B HEKOTOPBIX U3 JTIOOBIX MPEIIICCTBYIONINX BAPUAHTOB OCYIICCTBICHUS R® npen-
CTaBJSIET COOOM MUPPOIINI, TTUPA30ITIII, IMHIA30JIFII, TPHUA3OJIWII, TETPA30IHI, QypaHHII, N30KCAa30JIMII, OKCAa30-
JIWJT, OKCANA30JIMII, THO(ESHIIT, H30THA30JIMII, THA30JINI, THATUA3OJINI, ITUPUAMIT, TUPUIA3UHII, THPUMUIAHII,
MTUPA3UHWI, TPUA3WHWI WM TETPA3UHWI. B HEKOTOPHIX M3 JTIOOBIX MPEANIECTBYIOIMNX BAPUAHTOB OCYIIECTRIIC-
must R® mpexcrapmsier co6Goif apuil, TETEPOLHKIMI WIH TETEPOAPHN, KAXKIbli M3 KOTOPBIX 3aMCIICH
C;-Cg-ankmaoM. B HEKOTOPBIX U3 IMHOGBIX MPEANICCTBYIOIMX BapHAHTOB ocymecTiernns R® mpexcrapmser co-
6oii -C(O)H, -C(0)-C;-Cs-anxmi, -C(O)-C,-Cg-anmkokcu min -C(O)-C;-Cg-1iukiioankui. B HEKOTOPHIX U3 TFOOBIX
MPEAIIECTBYIONIUX BapUAHTOB OCYLIECTBICHUS R® npencrasiser coboit -OH, -NRPRY, apun, rerepormkimi,
retepoapu, HezameeHHbl C;-Cg-ankokceu uiu Ci-Cg-ankokcu, 3aMmenieHHbIN C;-Cg-LIUKIOAIKUIOM WK Tallo-
TCHOM. B HEKOTOPHIX U3 MOOBIX MPEANICCTBYIOIUX BAPHAHTOB OCYIICCTBICHHUS R® mpeacTaBIseT co00it BOIO-
poxn, -CH3, -OH, -OCHj;, -C(O)OC(CH3;)3, -N(CH,CHjs),, dennn, MopdonuHul, TUICPUIUHII, THIICPa3HHII,
4-3TUIUIEPa3UHII, TUPPOIUANHII, APA30IIHI, HKIOTPONMIMETOKCH WU ITUKIONPOIaHkapOoHui. B Heko-
TOpPBIX BapuaHTax ocymiectBiieHuss G4 mpenctasiser coboit S. B npyrux Bapuantax ocymiectsieHus G, npe-
craBisiet coboit O.

B HEKOTOpHIX BapuaHTax ocymectsinenns Gs npeacrasisier coboit CH(X5-R*), C(X5-R%) mmm N(X5-R®),

O NI oL ¥

rae X3 OTCYTCTBYET, HPENCTABISET COOOM " nm ™ R* mpexcramsier coGoii BOmOpPOL,
C,-Cg¢-ankmn, C,-Cg-anmkokcu, ramoren, -OH, -NRPRY, apwun, rerepoumkmwn, rerepoapmi, -C;-Cg-ankui-
rerepoumkm, -OC(O)-rerepormkimin, -C(O)R",  -S(0),NRY'R™, -S(0),R’ wmmm -NR”S(O),R?, rre
C-Cs-anxun u C;-Cg-aIKOKCH U3 RGC, Ka)KIbI HE3aBHCHUMO, SBIISIOTCS HE3aMEIICHHBIMH WIH 3aMEICHHBIMU
OJTHOM M OoJiee TPYIITaMy, BEIOPAHHBIMHU M3 TPYIIIBI, COCTOSIICH U3 IUKIOATKATIA U TaJloTeHa; apuil U TeTe-
poapr u3 R®, Kax/IbIii HE3aBHCHMO, SBISIOTCS HE3aMEICHHBIMU WUIH 3aMEIICHHBIME OJHOM HIIH 60iee TPyII-
TaMu, BEIOpaHHBIMU |3 Tpynmbl, coctosmieit u3 C;-Cq-ankmna, C,-Cq-ankoken, -OH u C,-Cg¢-anxkun-OH; a rere-
pormkmi, -C,-Cg-ankui-rereporukmnt u -OC(O)-retepounkiit w3 R, Kax bl He3aBUCHMO, SBISIOTCS He-
3aMEIIeHHBIMA WJIM 3aMENICHHBIMA OJHOW WM Oojiee TpyNIaMu, BHIOpaAHHBIMU W3 TPYIIIbI, COCTOSIICH W3
C,-Cs-anxmma, C,-Cg-ankoxcu, -OH, C,-Cg-anxun-OH, =O u =S; R" BBIOpaH W3 TPYIIILI, cocTosmed u3 H,
C,-Cg-ankmmna, C,-Cg-amkokcu, C;-Cg-mukmoankuna u -NR'R®; RP mpexncrasnser coboit H mmu C-Cg-ankm,
RY npencrasisier co6oii C,-Cs-ankun, -C(O)R', -C(O)0R", -C(O)NR"; R, R®, R i R, kaxpIii HE3aBHCHMO,
BeiOpanbl m3 H n C;-Cg-ankmma; a R', R, RY, R™, RY u R?, kaxzplit He3aBucuMo, Beiopans u3 H, Ci-Cg-ankuna,
HE3aMCIIEHHOTO WM 3aMelIeHHOTO C;-Cg-IIMKIIOATKUIIA M He3aMEIICHHOTO HITH 3aMEIICHHOTO TeTEPOIHKIINIIA.

B HEKOTOpHIX BapuaHTax ocymectsienus Gs npeacrasiser coboit CH(X3-R*) mm C(X;-R*), rae X5 o1-
CYTCTBYET; R® npencrasiser coboit Bogopon, C;-Cg-anmkun, C;-Cg-ankokeu, ranoren, -OH, -NRPRY, apui, rete-
POIMKIINI, TETEPOAPIIT HITH —C(O)Rh, rae C-Cg-ankmi u C;-Cy-aJIKOKCH SBJISAIOTCS HE3aMEIIEHHBIMI WIIH 3aMe-
mennbpMu C3-Cg-nuknoankuiaom umm ranorenom; RP npencrasnser co6oit H umu C,-Cg-ankxmr; RY npencrasnser
coboit C,-Cs-anmkui;, a R" BeIOpaH w3 rpymmel, coctosmedt w3 H, C-Cg-amxuma, C;-Cg-anKoKCH U
C;-Cy-1IUKI0QIKHIIA.

B HekoTOpbIX BapuaHTax ocyuectierns Gs mpeacraBimsier coboit CH(X3-R®) mm C(X5-R*), rme X;
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MpeJICTaBIsIeT CO00M ™ onm ™ 5 m paBHo 1-6; R™ mpencrasiser co6oii Bogopon, C-Cg-anku,
C,-C¢-ankoxkcu, ranoren, -OH, -NRPRY, apui, reteponmkini, rerepoapui Wiu -C(O)Rh, rae C,-Cg-ankun u
C,-C¢-anKOKCH SBISIOTCS HE3aMEMIEHHBIMU WK 3aMelneHHbIMU C3-Cg-IMKI0anKWIoM uin ranorenom; RP npen-
crasnsiet coboit H mmm C,-Cg-ankun; R npeacrasnsier co6oit C,-Cs-ankui; a R" BBIOpaH U3 TPYIIIIEI, COCTOSIIIEH
u3 H, C,-Cg-ankuna, C,-Cg-ankokcu unu C;-Cg-nmkinoankuia. B HEeKOTOpbIX BapuaHTax ocyuecTBieHus G5
npeacTaBiser codoir N wim N(X3-R6°), rae X3 OTCYTCTBYET; R® npeacTapisier coboit Bogopox, Ci-Cg-amkmi,
C,-Cg-ankoxcn, rajoreH, -OH, -NRPRY, apui, retepormkini, retepoapria Wil -C(O)Rh, rae C-Cg-ankun u
C,-Cy-aIKOKCH SIBISIIOTCS HE3aMEIIEHHBIMU WK 3aMelrneHHBIMU C3-Cg-IIMKI0aIKWIOM WiH rasorenom; R” mpen-
crasnsier coboit H mm C,-Cg-ankwmn; R nmpencrasnser co6oit C,-Cs-ankui; a R" BBIOpAH U3 TPYIIIBI, COCTOSIICH
n3 H, C,-Cg¢-ankmia, C,-Cg-ankokcu u C;-Cg-IIUKIIOATKHIIA.

B HEKOTOPHIX BapHaHTax ocymecteienns Gs mpeacrasisier co6oii N mm N(X5-R*), rae X5 npencrasisier

a:(ovf\f g?\/o)\f .
coboit " mm ™ 5 m pasHo 1-6; R* npencrasnser co6oit Bogopon, C;-Cg-anxmn, C,;-Cg-anKkokcu,
rasnoren, -OH, -NRPRY, apui, reTepouukiumn, reTepoapui uin -C(O)Rh, rae C;-Ce-anxun u C,-Cg4-aJIKOKCH SIB-
JSIOTCS HEe3aMEIIEHHBIMU WK 3aMenieHHbIME C;-Cg-IIMKITOANKUIIOM WK Tanorenom; RP mpencrasiser coboit H
umn C -Cg-anxwin; R? mpexcrasiser coboit C,-Ci-ankuin; a R" BBIOpaH W3 Tpynmbl, coctosmied w3 H,
C,-Cs-anxuna, C;-Cg-anxoxcu mwin Cs-Cg-IIUKIOAIKNIIA.

B HEKOTOpBIX M3 JTIOOBIX MPENIECTBYIONMX BAPHAHTOB OCYIIECTBICHHs R* mpeacraBimser coboii MeTHI,
STHJI, H-TIPOMIJI, H3OMPONUI, H-OYTWI, W300yTWI, BTOP-OYTHA WU TpPeT-OyTWiI. B HEKOTOPBIX W3 IHOOBIX
MPE/IIECTBYIOMMX ~BapHAHTOB ocymecTeieHns R mpexacramser coboit  Cj-Cg-alKua, 3aMEIICHHBIH
C;-Cy-TIMKIIOATTKAIIOM WIIH TaJIOT€HOM. B HEKOTOPBIX M3 NMIOOBIX MPEAIECTBYIOMNX BaApHAHTOB OCYIIIECTBICHUS
R® mpescraBmsier co60if METOKCH, STOKCH, H-TIPOIOKCH, H30MPONOKCH, H-GYTOKCH, H300YTOKCH, BTOP-OGYTOKCH
HITH TPeT-6yTOKCH. B HEKOTOPBIX M3 MOOBIX PEMIECTBYIONMX BAPHAHTOB ocymiecTrierns R mpencrasmser
coboit C;-Cg-ankoxcu, 3amenieHHbIi C;-Cg-ITUKI0ATKAIOM WIH TajJoreHoM. B HEKOTOPBIX U3 TOOBIX TPEIIIecT-
BYIOIIMX BAPHAHTOB OCyIieCTBIeHHs R* mpencraBiser co6oit drop, 6poM miu Hox. B HEKOTOPHIX W3 THOGBIX
MPEAIIECTBYIONIUX BapUAHTOB OCYLIECTBICHUS R® npencrapisier coboit -N(CH,CHj3),, -N(CH,CH,CH3), niu
-N(CH,CH;)(CH,CH,CH;). B HeKOTOpBIX U3 MOOBIX MPEIIIECTBYIONINX BAPHAHTOB ocyinecTBIeHHs R® mpen-
CTaBIACT cOO0M (peHMN Wiu HAPTWI. B HEKOTOPHIX W3 JIFOOBIX MPEANICCTBYIONNX BAPHAHTOB OCYIICCTBICHUS
R® mpencrapnser coGoit 5-14-uneHHblil TeTepONMKINI. B HEKOTOPHIX BapHaHTax ocymiecTieHms R* mpen-
CTaBISACT COOOI 5-0-UJICHHBIA TeTePOUUKIII. B HEKOTOPBIX U3 JIFOOBIX MPEANICCTBYIOIIUX BAPHAHTOB OCYIIECT-
Brenus R* mpeacraBiser co60il MMPPOTHAMHII, THPA30IATNHII, HIMHAA30THINHAT, TeTparuapodypanmr, 1,3-
JIUOKCOJIAaHMII, TETParuApOTHO(GEHMI, OKCATHONIAHIII, CYIb(OIaHN, THIICPUITHAT, TUIIEPA3HHII, TETParuapo-
MUPAHIII, TUOKCAaHWI, THAHWI, TUTHAHWI, TPUTHAHWI, MOP(QOIMHIWI WK THOMOp(OIMHIWI B HEKOTOpHIX U3
JFOOBIX MPEAIECTBYIONINX BAPHAHTOB OCyIiecTBIeHHs R mpencrasisier coboii 5-14-aneHHbIil retepoapin. B
HEKOTOPBIX BapUaHTaX OCYIIECTBICHUS R® MIPEeACTaBIsAET COO0H S5-6-uJIeHHBIM TeTepoapuil. B HEKOTOpHIX U3
MOGBIX MPE/IIIECTBYIOMMX BAPHAHTOB OCYIIeCTBIeH s R mpeacTapisieT coGoil MMPPOIIIIL, THPA30ITHIT, HMH/IA-
30JIMI, TPUA3OJIIII, TETPA3OIIII, (PypaHuUII, N30KCA30JIII, OKCA30JIIII, OKCATHA30IIII, THO(MEHUII, N30THAZ0INI,
THA30JIUII, THATUA30III, TTHPUIWI, TUPUAA3HHII, MHPUMUINHIIL, MTUPA3HHWI, TPUA3UHWI WIA TETpasuHIWI. B
HEKOTOPBIX M3 JOOBIX MPEIIIECTBYIONINX BAPHAHTOB OCYIIeCTBIeHHs R® mpeacTapmser co6oii apu, rerepo-
MUK WM TeTepOoapml, Kaxablid u3 KOTopbixX 3amerneH C;-Cg-aakmioMm. B HEKOTOPBIX U3 JTHOOBIX MPEIIIECT-
BYIOINX BAapHAHTOB ocyllecTBIeHHs R* mpencrasmser coboit -C(O)H, -C(O)-C;-Cg-ankun, -C(O)-C;-Ce-
ankokcu wik -C(0)-C;-Cg-nukmoankmi. B HEKOTOPBIX U3 JMOOBIX MPEIIISCTBYIONUX BAPUAHTOB OCYIICCTBIIC-
mns R npencrapnser coGoii -OH, -NRPRY, apui1, retepomuiin, rerepoapi, Heamenerusiii C;-Cg-aIkoKcH
i C,-Cg-ankokcu, 3amemeHHbIN C3-Cg C3-Cg-ITMKITOATKIIOM WIIH TaJOT€HOM. B HEKOTOPBIX U3 JMOOBIX Mpe-
MIECTBYIONIMX BapHaHTOB OCYIIECTBICHUS R npexacrasiser coboit Bogopon, -CH;, -OH, -OCHj;,
-C(O)OC(CHj3)3, -N(CH,CH3),, denwmt, MophOIUHWI, TUICPUINHIII, TTHTICPA3UHII, 4-3TUIIATIEPA3UHILI, TTHP-
POTHUINHII, TAPA3OIII, UKIOTPONMIMETOKCH WIIN IIUKJIOTIPOTIAHKAPOOHHUIL.

B HexoTophix BapmaHTax ocymiectBieHus Gs mpeacraBisieT coboit S. B mpyrux BapmaHTax OCyIECTBIIE-
Hus Gs npencrasisgeT coboit O.

B HEKOTOpHIX BaphaHTax ocymectsieHus Gg mpencraBmser coGoit CH(X4;-R*), CH(X4-R*) wmm

y dohy u
N(X;4-R™), rme X4 oTCyTCTBYET, IpEeACTABISACT COOOM i » R™ mpencraBnser coboi BOJO-
pon, C-C¢-anxmn, C;-Cg-ankoxcu, ramoren, -OH, -NRPRY, apun, rerepouuxmun, rerepoapui, -C,-Cg-ankui-
rerepormkmi, -OC(O)-rerepoumkmmn, -C(O)R",  -S(0),NR"'R™, -S(O),R’ wmmm -NR“S(0),R”, rzme
C,-Cg-anxun n C;-Cg-anKoKCH U3 R6d, Ka)XKIbIH HE3aBHCHUMO, SIBIISIOTCS HE3aMEUIEHHBIMU WM 3aMEIIEHHBIMU
OIHOW WM OoJiee TPYIaMH, BEIOPAaHHBIMH M3 TPYIIIBI, COCTOSIIEH M3 IIMKIOATKMIA M TaJIOTeHa; apuil U TeTe-
poapmn 13 R*, kax1plil He3aBHCHMO, SBIISIOTCS HE3aMEICHHBIMU MM 3aMEICHHBIMU O/HO HIIH Gojiee TpyII-
MaMHu, BEIOPaHHBIMU W3 TpymImbl, cocrosmien u3 C;-Cg-anmkmna, Ci-Cg-ankokcu, -OH u C;-Cg¢-ankun-OH; a rete-
pouuimi, -C-Cg-ankui-rerepouukin 1 -OC(O)-reTeporurim u3 R®, kaIplil HE3aBHCHMO, SIBIISIOTCS He-
3aMEIICHHBIMU WJIM 3aMCIICHHBIMH OJHOW WM OoJiee TPYIIIaMH, BHIOPAHHBIMU W3 TPYIIIBI, COCTOSINCH U3
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C,-Cs-anxmna, C,;-Cg-ankokcu, -OH, C;-Cg-anxkun-OH, =O u =S; R" BHIOpaH W3 TPYMIEI, cocrosmei u3 H,
C,-Cg-ankmmna, C,-Cg-amkokcu, C;-Cg-mukmoankuna u -NR'R®; RP mpexncrasnser coboit H mmu C-Cg-ankm,
RY mpexcrasmsier coGoii Cy-Cs-ankm, -C(O)R', -C(O)OR", -C(O)NR"; R, R®, R"' u R”', kaprii He3aBHCHMO,
BeiOpanbl n3 H u C;-Cg-ankmna; a R', R, R, R™, RY u R”, kaxuplii He3aBrcuMo, Beiopans u3 H, C;-Cg-ankua,
He3aMelIeHHOTo WiH 3aMereHHOTo Cs-Cg-TIMKI0aIKHIa U He3aMEIIeHHOTO WIIH 3aMEIIEHHOTO TeTePOIMKITHIA.

B HEKOTOPHIX BapuaHTax ocyuiectBieHns G npeacrasmser coboit CH(X-R%) mmn C(X,-R*), roe X, ot-
CYTCTBYET; R% npencrasnser coboit Bomopoa, Ci-Cg-ankmi, C;-Cg-ankokcu, ranoren, -OH, -NRPRY, apun, rete-
POIMKIINI, TETEPOAPIIT HITH —C(O)Rh, rae C,-Cg-ankmi u C;-Cy-aJIKOKCH SIBJISAIOTCS HE3aMEIIEHHBIMI HIIH 3aMe-
meHnbME Cs3-Cg-1ikinoankuiaom uim ranorenom; R” npencrasnser co6oit H umu C,-Cg-ankmi; R npencrasiser
coboit C,-Cs-ankum, a R" BbIOpaH u3 rpymmsl, coctosmed u3 H, C;-Cg-ankxuma, C;-Cg-aJKOKCH WIH
C5-Cg-IUKII0ATKHIIA.

B HekxorophIx BapmaHTax ocymecTBieHUs Gg IpeacraBisieTr coOoil CH(X4-R*) wmm C(X4-R6d), rae
doy  dy «
X4 TpencTaBiser coOoi i > m paBHo 1-6; R™ mpexacraBmser coboit Bomopon,
C,-Cg-anxmn, C;-Cg-anmkokcu, ranoren, -OH, -NRPRY, apwui, reTepouMkini, reTtepoapui UK -C(O)Rh, rae
C,-Cs-anxun u C;-C4-aIKOKCH SBIISIOTCST HE3aMEIEHHBIMU WIH 3aMeIeHHBIMH C3-Cg-IIMKI0QIKHIIOM HIIH Tajo-
renom; RP mpencrasnser co6oit H mmu C-Cg-ankmm; R? npencrasnser coboit C,-Cs-ankui; a R" BHIOpaH W3
rpynmsl, coctosimedt u3 H, C;-Cg-ankuna, C;-Cg-ankokcu u C;-Cg-inkioankuia. B HEKOTOPBIX BapuaHTax oCy-
mectBiieHus Gy mpeacTaBisier coboit N win N(X4—R6d), rae X4 OTCYTCTBYET; R% MpEeJCTaBIsICT COO0H BOIOPOI,
C,-Cg-ankmn, C,-Cg-amkokcu, ranore, -OH, -NRPRY, apwi, reTepolMKkiIni, reTepoapui WK -C(O)Rh, rae
C-Cg-anxmn u C;-Cg-aJIKOKCH SIBJISIOTCS HE3aMEIICHHBIMH WK 3aMeIleHHBIMU C;-Cg-IIMKI0ANKHIOM HJIA Tajio-
renom; RP mpencrasnser co6oit H mmu C-Cg-ankmm; R? npencrasnser coboit C,-Cs-ankui; a R" BHIOpaH W3
rpynmsl, cocrosimen u3 H, C,-Cg-ankumna, C-Cg-anmkoken n C3-Cg-IIUKITOATKHIA.

B HEKOTOpPBIX BapuaHTax ocymectsienns G npencrasisier coboit N mm N(X,-R), rne X, npencrasiser

dohy ey ; !
coboii nm ; m paBHO 1-6; R npencrasnsier coboii Bomopoa, C;-Cg-ankmi, C;-Cg-aKOKCH,
rasioren, -OH, -NRPRY, apui1, reTepouuKIini, reTepoaput nin -C(O)Rh, rae Ci-Cg-ankun u C;-Cg-aIKOKCH SIB-
JSIOTCS HEe3aMEIIEHHBIMU WK 3aMenieHHbIME C;-Cg-IIMKITOANKUIOM WK Tanorenom; RP mpencrasiser coboit H
umn C -Cg-anxwin; R? mpexcrasiser coboit C,-Cs-ankuin; a R" BBIOpaH W3 Tpynmsl, coctosmed w3 H,
C,-Cs-anxuna, C;-Cg-ankokcu U Cs-Cg-IIUKIIOANIKHIIA.

B HEKOTOPBIX M3 JMOOBIX TPEAMIECTBYIONNX BapHAHTOB ocymecTBienns R* mpejcrasmser coGoit meTw,
STWII, H-TIPOTTHJI, U30TIPOITHII, H-OYTHII, H300yTHII, BTOP-OyTHI WU TPET-OyTHi. B HEKOTOPBIX M3 JOOBIX MPE-
IECTBYIOUINX ~ BAapHaHTOB  ocymecTBieHus R®  mpencraBmser  coboit  C-Ce-ankmi, —3aMeI[CHHBIH
C;-Cy-TIMKITOATTKAIIOM WIIM TaJIOT€HOM. B HEKOTOPBIX M3 NMIOOBIX MPEANIECTBYIOMNX BapHAHTOB OCYIIECTBICHUS
R® mpencrapmsier oGOl METOKCH, 3TOKCH, H-TIPOIOKCH, H30MPOIOKCH, H-OyTOKCH, H306yTOKCH, BTOP-OGyTOKCH
HITH TPeT-6yTOKCH. B HEKOTOPHIX M3 JMOGBIX MPEAMIECTBYIOMNX BAPHAHTOB ocymecTsierns R® npencrasser
coboii C;-Cy-amkokcu, 3amerieHHbINA C;-Cg-IIMKIIOATKUIOM HIH FAJIOTEHOM. B HEKOTOPBIX U3 JTFOOBIX TPEAIICSCT-
BYIOIMX BapHaHTOB ocymecTnerns R® npexcrabiser coGoit ¢prop, GpoM mim iiof. B HEKOTOPBIX U3 THOGBIX
MPEAIIECTBYIONIUX BapUAHTOB OCYIIECTBICHUS R npenctapisier coboit -N(CH,CH3;),, -N(CH,CH,CH3;), wim
N(CH,CHj;)(CH,CH,CH3). B HeKOTOpBIX M3 JIFOOBIX NPEIIIECTBYIONIMX BapHAHTOB OCYIIECTBIICHUS R% npen-
CTaBIACT cO00¥ (peHMN miu HAPTWI. B HEKOTOPHIX W3 JIFOOBIX MPEANICCTBYIOIUX BAPHAHTOB OCYIICCTBICHUS
R MIPEACTaBISAET COOO0N 5-14-4IIeHHBIH TETEPONMKIMI. B HEKOTOPHIX BapHaHTaX OCYIIECTBICHUS R npea-
CTaBJISIET COOON S5-6-HJIEHHBIA TETEPOIUKIII. B HEKOTOPBIX M3 JTIOOBIX MPEIIISCTBYIONIUX BAPUAHTOB OCYIIIECT-
renns R npeacraBisier coGoii MAPPONMAMHII, THPA30 I ANHII, MMHAIA30THARHII, TeTparnapodypanm, 1,3-
JTUOKCOJIAaHII, TETParuApOTHO(GEHMI, OKCATHONIAHIII, CYITh(hOIaHN, THIIEPUINHAT, TUIIEPA3HHII, TETParuapo-
MUPAHIII, TUOKCAaHWI, THAHWI, TUTHAHWI, TPUTHAHWI, MOP(QOIMHIWI WK THOMOp(omMHWI B HEKOTOpHIX U3
JOOBIX TPEIIESCTBYIONINX BAPHAHTOB OCYIIECTBICHUS R% MpeacTaBseT co0oi 5-14-uneHHpli TeTepoapmi. B
HEKOTOpBIX BapHaHTax ocymiecTeieHus R® mpencraBisier co6oil 5-6-4ieHHBIN TeTepoapii. B HEKOTOPHIX H3
MoGbIX  TPEANICCTBYIOIMX  BaphaHTOB  ocymectBieHus R°  mpexcraBmser  coGoit  mmppommi,
MUPA30JII, UMHIIA30JIWI, TPUA3OIWIL, TETPA30I, (pypaHuI, U30KCA30IMII, OKCA30JIMWI, OKCAaTUa30III, THO(E-
HUJI, U30THA30JIMI, THA3OJIMI, THATHA30IMI, THPUAMI, THPUAA3HHWI, THPUMUAIWHII, TTHPA3UHIII, TPUAZHHILI
WM TETPAa3HHWI. B HEKOTOPHIX M3 JIFOOBIX NPEAIIECTBYIONMX BAPHAHTOB ocymiectBieHns R® mpencramser
co0O0¥ apwiI, TETCPOLUKIIIII WITU TETePOapHI, KaXIbli u3 KOTOphIX 3amemeH Ci-Cg-ankunoM. B HEkOTOpEIX U3
JIOOBIX TPEIIECTBYIONMX BAPHAHTOB ocymectBienns R® mpexcrasmser co6oii -C(O)H, -C(O)-C,-Cg-anku,
-C(0)-C,-C4-ankokcu mmn -C(0O)-Cs-Cg-TKI0aIKmI. B HEKOTOPBIX M3 JOOBIX MPEAIISCTBYIONINX BapHAHTOB
OCYILIECTBIICHUS R npencrasaser coboit -OH, -NRPRY, apwy, rerepoumkiun, rerepoapui, He3aMeIEHHBIH
C,-Cg-anmkokcn wmm C,-Cg-anmkokcH, 3amenieHHbIH Cs-Cg-TTUKI0aIKHIOM WK TaJoreHOM. B HEKOTOPHIX M3 JII0-
OBIX MPEIIICCTBYIOMMX BAPHAHTOB ocyiecTieHns R mpexcrasmser coGoit Bomopox, -CH;, -OH, -OCH;,
-C(O)OC(CHj3)3, -N(CH,CH3),, denwmi, MophOIUHWI, TUICPUINHIII, TTHTICPA3UHII, 4-3THIATIEPA3UHIII, TTHP-
POTUINHUIIL, TIAPA30IIIII, MAKIOMPOIHIMETOKCH WM ITUKJIOTPOIIaHKapOOHMI.

B HexoTophIx BapuaHTax ocymiecTBieHUs Gy mpeacTaBisier coboil S. B mpyrux BapmaHTaX OCYIIECTBIIC-
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Hus Gg pencrasnseT coboit O. B HekoTOpbIX BapuaHTax ocymiecTieHns1 Gg OTCYTCTBYET.
B HeKOTOpHIX BapHaHTax ocymiectsieHus Gs mpeacrasiser coboit CH(X3-R), G¢ npexcrasnser coGoii

CH(X4-R6d), KOJIBIIO - sIBIsieTcst HachImeHHbiM, a R® i R® B3stTeI BMecTe ¢ aromamu yriepoaa, K KOTOpbIM
OHH TIPHUCOEAMHEHBI, IIsI 00pa30BaHuUs 6-UJICHHOTO T€TEPOIHKIMIBHOTO KOJBIIA; T TeTePONNKIMIFHOE KOTIBIIO
SBJISIETCS HE3aMEIICHHBIM MITH 3aMEICHHBIM OJIHOW MIIM OoJiee TpyIIaMH, BEIOPaHHBIMU U3 TPYIIIBI, COCTOSIIEH
u3 C;-Cg-ankuna u -C(0)0-C,-C¢-anxuna.

B HekoTOphIX BapmaHTax ocymiectsienus Gs mpenctasmser co6oit C(X3-R*), G mpencrasnser coGoii

C(X4—R6d), ./ gBnsteTcs YacTHUHO HEHACHIIIICHABIM HJIU MOJTHOCTHIO HEHACHIIICHHBIM, a R 1 R® B3s11B1 BMECTE
C aTOMaMH yIJepoja, K KOTOPbIM OHH NMPHCOCAWHCHBI, TSI 00pa3oBaHUs O-WICHHOI'O apUIbHOTO, 6-4ICHHOIO
TETePOIUKIIIBHOTO WU 6-94JICHHOTO IeTePOAPIIFHOTO KOJbIIA; TIe 6-WICHHOE apWibHOE, 6-WICHHOE TeTepo-
MUKITIIBHOE W O-YICHHOE TeTepPOapriIbHOE KOJbIA, KAXKI0€ HE3aBUCUMO, SBIITIOTCS HE3aMCUICHHBIMU WM 3a-
MEIICHHBIME OJHOW Wi Oojiee Tpymmamu, BBIOpAaHHBIMH W3 Tpymmbl, cocrosmiei u3 Ci-Cg-amkumna u
-C(0)-0-C,-C¢-ankuna.

B HekoTOphIX BapuaHTax ocymiectsieHus Gs mpenctasmser co6oii C(X3-R*), G mpencrasnser coGoii

7N

C(X4—R6d), ./ sBnseTcs mOAHOCTBIO HenacsineHnsM, a R® u R® B3st1 BMecTe ¢ aromamu yriaepoza, K KOoTo-
phIM OHH TPUCOCIWHEHBI, IS O0pa3oBaHUsA O-WICHHOTO apWIBHOTO, O-WICHHOTO T'€TEPOIUKIMIBHOTO HITH
6-4JIEHHOTO TeTepoapUIbHOrO KOJbLA; TOe 6-uJIeHHOE apuibHOE, 6-UJICHHOE TeTePOLUKIMIBHOE U 6-UJIeHHOE
reTepoapmwibHOE KOJIbIA, KaXKI0€ HE3aBHUCHMO, SBIITIOTCS HE3aMEIICHHBIMY WM 3aMEIICHHBIME OJHOMN miH 00-
Jiee TPYMIaMu, BEIOpaHHBIMU 13 rpymibl, coctosmiei u3 C,-Cq-amkmna u -C(0)0-C,-Cy-ankmna.

B HEKOTOpBIX BapWaHTax OCYIICCTBICHHUS R® u R® B3siTeI BMecTe ¢ aToMamu yriepoaa, K KOTOPEIM OHHU
MIPUCOEANHEHBI, NI 00pa3oBaHus (PEHUIHLHOTO KOJbIla. B HEKOTOPHIX BapHaHTAaX OCYIIECTBICHUS R u R
B3STHl BMECTE C aTOMaMH YTJIepoJia, K KOTOPHIM OHU TIPHCOEAWHEHBI, U1 00pa30BaHus 6-4JICHHOT'O TeTEPOITHK-
JWJIBHOTO WJIM 6-4JICHHOTO T€TEePOapHIILHOTO KOJIBIIA; TNIe O-WICHHOE TeTePOIUKIMIIEHOE WITH 6-1ICHHOE TeTe-
POApUITBHOE KOJIBIIO KaKI0€ HE3aBUCHMO COJEPKUT OJMH, BA WM TPU T€TEPOaTOMa, BEIOPAHHBIX U3 TPYIIIHI,
cocrosimieit u3 N, S u O. B HEKOTOPBIX BapHaHTax ocymecTBieHns R® u R® B3s1THI BMecTe ¢ aToMaMu yriepo-
Jla, K KOTOPBIM OHHU MPHUCOCAUWHCHEI, JUI 00pa30BaHUs HE3aMEIICHHOTO O-U4JICHHOTO apIIBHOTO, 6-WICHHOTO
TETEPOLMKIMIBHOTO WK 6-4JIEHHOTO TeTepOapHIbHOTO KOJblla. B HEKOTOPHIX BapuaHTaX OCYLIECTBIICHUS R* u
R® B3siTEI BMeECTe ¢ aToMaMu yriaepoaa, K KOTOPsIM OHHM HMPUCOCIMHEHBI, U 00pa30BaHUs O-WICHHOTO apUIib-
HOT0, 6-YJIEHHOTO TE€TEPOLMKIMIBHOTO WU 6-4JIEHHOTO T'eTepOAPUIIBHOTO KOJIbLA; Tae 6-4JIieHHOE apuiIbHOE,
6-4JIeHHOE TeTePOLUKIMILHOE WIH 6-4JI€HHOE reTepoapuiibHOE KOJBIO Ka)XXA0€ HE3aBUCUMO 3aMEILIEHO OJHUM
i 0oJiee 3aMECTUTENSIMU, BRIOpaHHBIMU U3 Tpymmbl, coctosmei n3 C,-Cg-ankumna, C,-Cy-TamoreHaikmia, ra-
noreHa, -OH, -C(O)H, -C(O)OH, -C(O)O-C,-Cs-ankmna, -O-C,-Cg-ankuna u Cs-Cg-IIMKIOATKHIIA.

B HexoTophIX BapuaHTax ocymecTBicHus G, npeacraBisieT co6oit N. B HEKOTOPBIX BapraHTax OCYIIECTB-
nenus G, npencrasisier coboit C. B npyrux BapuanTax ocymiectiienus G; npeacrapiseT coboit CH.

B HekoTOphIX BapuaHTax OCYILIECTBICHHUS R®, R®, R* u R®, xaxmpii HesaBHCHMO, MPEACTaBISIOT
coboii Bogopoa, C;-Ce-amkmn, C,-Cg-anmkokcu, rajoren, -OH, -NRPRY, apwn, rerepoumknmi, reTepoapu,
-C,-Cg-ankun-rerepouukimi, -OC(O)-rerepormkimmn, -C(O)R", -S(0),NR*'R™, -S(O),R” mm -NR*'S(0),R?,
rae C-Cg-anxun u C;-Cg-aKOKCH U3 RGa, RGb, R® u RGd, KaXK/IbIi HE3aBUCHUMO, SIBJISIOTCS HE3aMEIIICHHBIMH WU
3aMEIICHHBIMU OJTHOM MU O0Jiee TPyNITIaMu, BRIOPAHHBIME U3 TPYIIIBI, COCTOSIICH U3 MUKIOAIKHIIA U TaJOTCHA;
apuil ¥ reTepoapuil u3 R R®, R® u R, kaplii He3aBUCHUMO, SBISIIOTCS HE3aMELLCHHBIMH MM 3aMELLICHHBIMH
OHOW wWiu Oollee TPYIIaMK, BRIOpAaHHBIME W3 Tpymisl, coctosimeii u3z C,-Cg-ankmna, C;-Cg-amkokcu, -OH u
C,-C¢-ankun-OH; a apun, rerepouunknui, rerepoapui, -C,-Cq-ankun-rereporuxnui 1 -OC(O)-reTepouukini u3
R6a, R6b, R%* u R6d, Ka)KIbIH HE3aBHCHUMO, SBIISIOTCS HE3aMEIIEHHBIMU MM 3aMEIICHHBIMH OJHOM MM Ooiiee
Tpymnmnamu, BEIOpaHHBIMU U3 TpyIibl, coctosmen u3 C -Cg-ankwmna, C;-Cg-ankokcu, -OH, C,-Cg-anmxkun-OH, =0
1 =S; rae kaxasiif apmn 13 R® R, R® u R% spisiercst 6-12-anennsiv, kaxasiii rerepormimmt u3 R®, R®, R*
u R% spsercs 3-18-4IeHHBIM, a KOKIBIH TeTepOapuil U3 R6a, R6b, R% u R* sBnsercs 5-18-uneHHBIM.

B HexoTopbIX BapHaHTax OCYIECTBICHUS OAMH W3 R® R®, R u R% BBIOpaH W3 TPYIIIBI, COCTOSIICH U3
C,-Cg-ankmmna, C-Cg-ankokcu, ramorena, -OH, -NRPRY, apuia, reTepouunkiunina, rerepoapuia u -C(O)Rh, rae
C,-Cg-ankun u C;-Cg-aIKOKCH U3 RGa, R(’b, R* u RGd, KaXK/IbIi HE3aBUCUMO, SBJISIFOTCS HE3aMCEIICHHBIMH WJTH
3ameneHHbIMU C3-Cg-IUKIIOaIKUIOM HIIA TaJOT€HOM; a OCTaJbHbIE U3 RGa, R(’b, R* u RGd, KaXKIbIH, MpeacTaB-
n10T coGoit H. B HEKOTOPBIX BapHAHTAX OCYIIECTBICHHS OMH H3 R*, R®, R* u R™ BBIOpaH U3 TPYIIIBI, CO-
crosmeit u3 C;-Cg-ankuia, Ci-Cg-ankokcu, rajgorena, -OH, -NRPRY, 6-12-unennoro apwia, 3-12-uneHHoro re-
TEepOLUKIIWIA, 5-12-4JIeHHOr0 reTepoapuia u —C(O)Rh, rae C-Cg-ankun u C;-Cg-anKOKCH U3 R(’a, R(’b, R® u R(’d,
KK HE3aBUCUMO, SIBIISIFOTCSI HE3aMEIEHHBIMA WITH 3aMeIIeHHBIMH C3-Cg-IIMKIIOQIKHIIOM HUJTH TaJIOTEHOM; a
ocransabie u3 R R®, R® u R*, kasxmpiit, npencTaBisioT coboir H. B HEKOTOpBIX BapraHTaX OCYIIECTBICHUS
ZIBa U3 Réa, Réb, R% u R% BBIOpaHbI U3 TpyIIsl, coctosmei n3 C,-Cq-ankmina, C;-Cq-ankokcu, ranorena, -OH,
-NRPRY, apua, rereporukinia, rerepoapmia u -C(O)R", rae C,-Cg-anknn u C;-Cg-anxoxcn u3 R®, R®, R* u
R®, KkarkpIil HE3aBHCHMO, SBISIOTCS HE3aMCIICHHBIME HIIH 3aMemieHHbIME Cs-Cg-IIMKIOATKIIOM HIIM Talore-
HOM; a OCTaJIbHBIC U3 R6a, R6b, R® u R6d, KaXX[IbIi, TIpeIcTaBIAoT coboit H. B HeKoTOpHIX BapraHTaX OCYyIIECTB-
JICHUS 1Ba U3 RGa, R(’b, R® u R% BBIOpaHbI U3 rpymmsbl, coctosmei u3 Ci-Cq-anmkmna, C-Cg-alKoKCH, TaJlorTeHa,
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-OH, -NRPRY, 6-12-unennoro apuina, 3-12-4JI€HHOTO TE€TEPOLMKIINIA, 5-12-4IEHHOTO TeTepoapuia u -C(O)Rh,
rae C-Cg-ankun u C;-Cg-aKOKCH U3 RGa, RGb, R® u RGd, KaXK/IbIi HE3aBUCHMO, SIBJISIOTCS HE3aMEIIICHHBIMH WU
3aMereHHBIMHA C3-Cg-IIMKI0AIKHIOM HIH TaJIOTEHOM; a OCTalbHBIE U3 R6a, R6b, R® u R6d, KaXK]IbIH, MpeICTaB-
ns0T coboit H.

B HexoTopbIX BapHaHTax OCYIECTBICHUS OAMH W3 R* R®, R u R% BBIOpaH W3 TPYIIBI, COCTOSIICH U3
C,-Cg-anxmna, C,-Cg-ankokcu, ranorena, -OH, -NRPRY, apuna, reTepouuknuna, rerepoapuia u -C(O)Rh, rae
C,-Cs-anxun n C;-Cg-aIKOKCH U3 R6a, R6b, R%* u R6d, KaXKIbIH HE3aBHCHUMO, SIBISIIOTCS HE3aMEIIEHHBIMU HIIH
3aMereHHBIMHA C3-Cg-IIMKITI0AJKHIOM HIH TaJIOTEHOM; a OCTalbHBIE U3 R6a, R6b, R% u R6d, KaXK]IbIH, MpeICTaB-
ns10T cooit H. B HEKOTOPHIX BapHAHTAX OCYIIECTBICHHS OMH H3 R*, R®, R u R BBIOpaH U3 TPYIIIBI, CO-
crosmeit n3 -C,-Cg-ankun-rerepormiimia, -OC(O)-rerepommkimna, -S(O),NRY'R™, -S(0),RY u -NR*'S(0),R*?;
rae RY' u R?, kaxpiit HesaBucumo, Boiopanst w3 H n C;-Ce-ankuma, a RY RY i R”, kaIblil HE3aBHCHMO, BbI-
opansr u3 H, C;-Cg-ankuna, He3aMEIMICHHOTO Wi 3aMelIeHHOTO C;-Cg-IIMKIIOATKMWIa U HE3aMEIICHHOTO WIIH
3aMeIleHHOro 3-12-4J1€HHOTO TeTepOLUKIINIIA.

B HEKOTOpPBIX BAPHAHTAX OCYIIECTBICHUs aBa 3 R*, R®, R% u R BBIOpaHbI U3 IPYIIIBI, COCTOSIMIEH M3
C,-Cg-anxmna, C,-Cg-ankokcu, ranorena, -OH, -NRPRY, apuna, reTepouuknuna, rerepoapuia u -C(O)Rh, rae
C,-Cs-anxun n C;-Cg-aIKOKCH U3 R6a, R6b, R%* u R6d, KaXKIbIH HE3aBHCHUMO, SIBIISIIOTCS HE3aMEIIEHHBIMU HIIH
3aMereHHBIMH C;-Cg-IIMKI0AIKHIOM HIH TaJIOTEHOM; a OCTalbHBIE U3 R6a, R6b, R® u R6d, KaXK]IbIH, MpeICTaB-
ns0T coboit H.

B HekoTOphIX BapuaHTax OCYIIECTBJICHUS OJWH, JIBa U TPU U3 R® R® R® u R™ MIPEICTaBISAIOT COOOM
5-10-wICHHBIN TETEPOIUKIIIII, He3aMeIEHHBIN WITH 3aMEIICHHBIN OHON Wi OoJiee TpynnaMu, BHIOpaHHBIME U3
rpynimsl, cocrosimen uz Ci-Cq-ankuna, -OH, C;-Cg-ankun-OH, =0, =S. B HeKoTOpbIX BapuaHTax OCYILECTBJIe-
HUA OJIVH, Ba WIN TPHU U3 R(’a, R(’b, R% u R™ MPEJCTABISIIOT COO0H MOHOIMKINYCCKHNA TeTePOLUKIII, OUIIUK-
JUYECKUM TeTepOLUKINI WIN CIUPOUMKINYECKUI TeTepOLMKINI, MPUYeM KaXKIbli SBISETCS He3aMelleHHBIM
WY 3aMEIleHHBIM OJIHOW min OoJjiee TpymmamHu, BEIOpaHHBIMH U3 Tpymsl, cocrosmel u3 Ci-Cg-ankmia, -OH,
C,-Cg-anxun-OH, =0, =S. B HEKOTOPHIX BApPHAHTAX OCYIIECTBICHHS OJMH, 1B MM TpH u3 R™, R®, R* u R™
MIPENCTaBISAIOT co00# 5-10-wICHHBIN TeTepoapuil, He3aMeleHHBIN WM 3aMeIeHHBIN OTHON WK OoJiee TpyIa-
MU, BBIOPaHHBIMH 13 TpyIbl, cocTosmeit n3 C -Cg-ankwmna, -OH, C,-Cg-ankun-OH, =0, =S.
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B HEKOTOpEIX BapHaHTaxX OCYIIECTBICHUS — ©5 npeJcTaBisieT co0oi wm
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B onHOM acniekte npeanoxeHsl coenuHeHus popmyisl (1)
R1
R3 R2
X

G1_26G2

= R4
R5
Gi--.Gs
e o,
WIH UX TayTOMep, WK (apMaleBTHICCKH IIPUEMIIEMAas COJIb JTI000T0 U3 BEINIETICPEUHCIICHHBIX,

7N
[
rae ~-t YKa3bIBaCT, YTO KOJbIO ABJIACTCSA HACBIIICHHBIM, YaCTUYHO HCHACBIIICHHBIM HWJIM MMOJHOCTHIO HE-

HACBIIIICHHBIM

ey

RS

Go--/Gq
YKa3bIBAET, 4TO G5 npucoeauHed K E- umu Z-koudurypammu;

G 1 Gy, KaXIbIH He3aBUCUMO, TIpeAcTaBisitoT coooit CH mm N;

omur m3 R' u R? mpencrasnsier coboit -OH, a apyroit BeIOpaH m3 rpymmsi, coctosmei us -C(O)RY,
—S(O)Rb, -S(O),R¢, —NHC(O)Rd, -NHS(O),R", -C;-Cg-ankun-Rf, -C,-Cg-ankennn-RE, HezaMeleHHOro WM 3a-
MEIICHHOTO IMKJIOAJKHIA, HE3aMEIIEHHOTO WM 3aMEIIeHHOTO IHMKJIOANIKCHUIA W HE3aMEIEHHOTO WM 3aMe-
MICHHOT'O TeTEPOIMKIIOATKIIIA;

R®, R, R® u RS, kaxusii HesaBucuMo, mnpexctaBimsior coGoii H, C-Cg-amkm, C,-Cg-alKeHHI,
C,-Cg-amkmann, C;-Cg-rajJoreHalKuI, He3aMEIIEHHBIM WIH 3aMEIeHHBI TeTePOIUKITNII, He3aMeIICHHBIN TN
3aMeIIeHHBIA TeTepoapil, OCH30MI WIA CTHPHI;

RY npencrasusier coboit H, Ci-Cg-ankxun, C,-Cg-ankenmn, C,-Cg-ankunami, C;-Cg-rayioreHaakui, Hezame-
IICHHBIN WM 3aMEIICHHBIN TeTEPOIMKITIII, He3aMEIICHHBIN MITN 3aMeeHHBIN TeTepoapiil Wi OCH30WIT;

R" 1 RE, kaxap1it He3aBHCHMO, MIPEICTaBISAIOT COOOM HEe3aMeIeHHBINH TeTepoapuil, OCH30MII TN CTHPUIT,

R’ npencraBisiet coboit H, Ci-Cg-anmkmn, Ci-Cy-aJIKOKCH HITH TaJIOTCH; U

R*u RS, Ka)<JIbliA, TIPEICTABIISIOT co00i H mm

R* u R’ o6beanusioTes s oOpazoBaHus -S-;

G; npeacrasiser coboit CH(X;-R®), C(X;-R*), N,N(X;-R*), S mmn O;

G, mpeacraBnseT codon CH(XZ-R(’b), C(XZ-RGb), N,N(Xz—RGb), S wnm O;

Gs npeacrasmser co6oit CH(X3-R%), C(X5-R%), N,N(X5-R%), S mmm O;

Gg IpeacTaBIseT co00M CH(X4-R6d), C(X4-R6d), N,N(X4—R6d), S, O uim OTCYTCTBYET;

rae, korna Gs npeacraBiseT cooor N, wiu

(i) mo menbeit Mepe onuH U3 G;, G4 u G4 He aBisiercs CH, wm

(ii) R* 1 R® oGbeaunsorest 1st 06pa3oBaHust -S-;
%O\/)’“\; HIH K@\/O)m\; .

Xy, X3, X3 1 Xy, KOKIBIH HE3aBUCUMO, TIPEICTABIIIOT COO0H ;

m paBHoO 1-6;

Réa, R6b, R* u R6d, KK HE3aBUCUMO, MpeAcTaBisitoT coboi Bomopoa, Ci-Cy-ankmi, C;-Cg-aNKoKCH,
rajoreH WIn -C(O)Rh, rae C,-Cg-anKkuir sSBIISIETCS HE3aMEIIEHHBIM HJIN 3aMEISHHBIM HMKIOAIKHIOM HIIHA Tajo-
TCHOM;

R" BBIOpaH u3 Tpymbl, coctosmei u3 H, C,-Cg-ankuna, C;-Cg-ankokcu u Cs-Cg-ITUKI0ATKHIIA;

IIIe COEINHEHNE HE SIBIISIETCSA COeqnHEHNEM u3 Tadi. 1X.

B Hexoropbix BapuanTtax ocymectsieHust popmyist (I) G; u G,, kaxnsii, npencrasisor coboii CH. B
HEKOTOPBIX BapHaHTax ocymiectBieHus G, npencrasiser codoir CH, a G, mpencrasiseT coboii N. B HekoTOpbIX
BapuaHTax ocyuiectBieHus G; npencrasiseT coboit N, a G, npencrasiser coboit CH. B npyrux BapmanTax
ocymectieHust Gy 1 G, KaXIbIi, MPECTABIAIOT cO00it N.

B HEKOTOpHIX BapHaHTaX ocymlecTieHus R' mpencrasmser coboii -OH, a R? BIGpaH U3 IPyIIIbI, COCTOS-
meii u3 -C(O)R?, -S(O)R®, -S(0),R¢, -NHC(O)R?, -NHS(0),R", -C,-Cg-ankmi-R’, -C,-Cg-ankenmn-RE, Hesame-
IIEHHOTO WJIM 3aMEIICHHOTO IUKJIOANKIIIA, HE3aMEICHHOTO WM 3aMEIIEHHOT0 IHKIOATKEHIIa U He3aMeIIeH-
HOTO WJIN 3aMEI[EHHOTO IeTePOINKIOATKIIA.

B HexoTOpBIX BapuaHTax OCYIIECTBIICHHS R npencrasiseT coboit -OH, a R? BBIOpaH M3 TPYMIBI, COCTOS-
meit u3 -C(O)R?, -S(0),R¢, -NHC(O)RY, -NHS(0),R¢, -C,-Cg-ankeHun-RE i HE3aMEIEHHOTO WIH 3aMEIICHHOTO
[IUKJIOQJIKCHHUIIA.

B HEKOTOpHIX BapHaHTAaxX ocymecTBieHms R' mpexcraBmser coboii -OH, a R’ BeiGpan
w3 rpymmnsl, cocrosmed u3  -CHO, -C(O)CH;, -C(O)CH,F, -C(O)CH=CH,, -S(O),CH=CH,,
-C(0)C=CH, -C(0)C=CCH;, -NHS(0),CH=CH,, -NHC(O)CH=CH,, -C(O)C(=CH,)CHj,
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B HCKOTOPLIX BapHaHTax OCYHICCTBJ'IGHI/IH R Hpe,HCTaBJ'IHGT COGOI/I -OH, a R BLI6paH n3 I'pyImIbl, COCTO-

el u3
—~ H N ,H
SOV AR L SIS G SL &

, d o , NH
0
(\ﬁ{o— - H( NH A
N
%ZL/%N»N\) ’ %N ﬁ\<o YW won N ,

B HexoTOpBIX BapuaHTax OCYIIECTBIICHHS R’ npencrasiseT coboit -OH, a R! BBIOpaH M3 TPYMIBI, COCTOS-
meit u3 -C(O)R?, -S(O)R®, -S(0),R®, -NHC(O)RY, -NHS(0),R", -C;-Cg-anxun-R’, -C,-Cg-ankennn-RE, neszame-
IIEHHOTO WJIM 3aMEIICHHOTO IUKJIOANKIIIA, HE3aMEICHHOTO WM 3aMEIIEHHOT0 IHKIOAKEHIIa U He3aMeIIeH-
HOTO HITH 3aMeIEHHOr0 TeTepOLMKIOANKIIA. B HeKOTOPEIX BapHaHTax ocymiecTBiIeHus R peacrasmiser coboit
-OH, a R' Bei6pan u3 rpymmsl, cocrosmeii u3 -C(O)R?, -S(0),R¢, -NHC(O)R?, -NHS(O),R®, -C,-C¢-ankenmn-RE
Y HE3aMEIIEHHOTO MM 3aMEIEHHOTO IIMKIIOAIKEHHJIA.

B HEKOTOPHIX BapHMaHTaX OCyIlecTBIeHHMs R’ mpencramser coboit -OH, a R' BeiOpan wu3
TPYIIIIBL, cocrosmiet 3 -CHO, -C(O)CH;, -C(O)CH,F, -C(O)CH=CH,, -S(0),CH=CH,,
—C(O)CECH -C(O)CECCH3, -NHS(O)ZCH:CHz, -NHC(O)CH CH,, -C(O)C(=CH,)CHj,

B HCKOTOPBIX BapI/IaHTaX OCYHICCTBJ'IGHI/IH R Hpe,HCTaBJ'IHGT COGOI/I -OH a R BLI6paH U3 I'pyImIbl, COCTO-
HICI/I nu3

2

NN

B HekoTophIX BapuaHTax OCYILECTBIICHHS OJIUH U3 R' u R? npexacrasiseT coboi -OH, a apyroit npencras-
ager coboit -C(O)R?, rme R* mpencrauser coboit H, C;-Cg-amkmn, C,-Ce-ankenun, C,-Cg-aNkunu,
C,-Cg-ranoreHankui, He3aMEIIEHHBIH UM 3aMEIICHHBIN TeTePOITUKIIIII, He3aMEIICHHbBIN WITN 3aMEICHHBIN Te-
TepoaprI, GEH30MII MM CTHPHIL B HEKOTOPHIX BapHaHTax ocymecTBieHns omuH u3 R' u R? mpexcrasser co-
60ii -OH, a apyroi npezacrasiser coboit -C(O)R?, rae R? mpezcTasiser coboi 3aMeIEHHBINA TeTEPOIMKIHI WITH
3aMEILEeHHBIN reTepoapul.

Crnemyetr MOHUMATh, YTO B JIFOOOM W3 BapHUAHTOB OCYIICCTBICHUS, OMUCAHHBIX B HACTOSAIIEM JOKYMEHTE,
3aMECTHUTENb 3aMEUICHHON LUKINYEeCKON Ipynnbl (HampuMep, 3aMELIeHHON T'eTepOLUKINILHON WU 3aMelleH-
HOW TeTepOapWIBHON TPYIIBI) MOXKET OBITh MPUCOSAMHEH K TOMY K€ aTOMY IHUKIUYECKOW TPYIMITBI, KOTOPBIH
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COE/IMHEH C OCTaTKoM coeanHeHus. Hampumep, O mpencraBnseT co00if KOHKPETHBIN BapHUaHT OCYIICCTB-
nenns -C(O)R?, xorma R* nmpexacraBisier co60i SMOKCUIBHYIO TPYIITY, 3aMEIIEHHYI0 METHIOM. B HEKOTOPBIX
BapHaHTax ocymecTIeHmns oqut u3 R' u R? mpencrasisier coGoii -OH, a mpyroii npeacrasiser co6oii -S(O)R”,
rie R° npencrasusier coboir H, C;-Cg-ankun, C,-Cg-amkenun, C,-Cg-ankuami, C;-Cg-raJloreHaIKui, He3aMe-
MICHHBIN WM 3aMEIICHHBIN TeTePONUKIINII, He3aMeIeHHbI WIIN 3aMEIIeHHBIA TeTepoapril, OCH30UI WIH CTH-
pui. B HEKOTOpPBIX BapHaHTax OCYIIECTBICHUS OIUH U3 R'uR? npenacrasiseT coboit -OH, a apyroit npencras-
aser coboit -S(O),R%, rme R® mpencraBnser coboit H, C-Cg-ankmn, C,-Cg-ankenmn, C,-Cg-anKkuHumI,
C;-Cy-TrajoreHaNKmwI, He3aMeIICHHBIN WM 3aMEIICHHBIA TeTePOIMKITUII, He3aMEIICHHBIN WITH 3aMEIICHHBIA Te-
Tepoapi1, GEH30MI WM CTHPHIL. B HEKOTOPHIX BapHaHTAaX OCYyIIECTBICHHMs oxuH u3 R' u R? mpeacrasmser co-
oot -OH, a npyro#t mpencraBiser coOOM -NHC(O)RY, rme R® npencrapisier coborr H, C;-Cg-amku,
C,-Cg-ankenun, C,-Cg-ankunmi, C;-Cg-rasoreHanKui, He3aMelleHHbIH WK 3aMelIeHHbINH IeTepOLUKIINII, He3a-
MEIIEHHBII HITH 3aMEIIeHHBIH TeTepoapriI WK GeH30MI. B HEKOTOPBIX BapHAHTaX OCYIIECTBICHHS OfKH i3 R' 1
R? npexncrasmsier coboit -OH, a apyroii mpenctasuser coboii -NHS(O),R®, rae R® mpexcrasmsier coGoit H,
C,-Cg-anmxun, C,-Cg-anmkennn, C,-Cg-anmkunmni, C,-Cg-rayoreHaakui, He3aMeIeHHBINH NN 3aMeIeHHBIH TeTepo-
KA, He3aMEIIEHHBIH MIIN 3aMEIeHHBIA TeTepoapiil, OEH30MII WIIK CTHPIII. B HEKOTOPBIX BapHaHTaX OCYyIIIe-
crenenmst omuH w3 R' m R? mpencrasmsier coGoii -OH, a apyroii mpeacrasisier coboit -Ci-Cg-ankun-R', rae
Rf TIPEICTaBISET COOOM HEe3aMEeIIEHHBIN TreTepoapuil, OSH30MIT UIIH CTHPWII. B HEKOTOPHIX BapHaHTaX OCYIIECTB-
nermst omuH w3 R' u R? mpexcramsier coGoii -OH, a mpyroif mpencrasisier co6oii -C,-Cg-ankeHnn-RE, rae
R® npezcTaBiser co00it He3aMENEHHBINH TeTepoapuil, OEH30MI WM CTUPHI. B HEKOTOPBIX BapHaHTaX OCYIIECT-
Brenns omuH w3 R' u R” npencrasnser coboit -OH, a apyroii mpejcTaBiser coGoil He3aMeIeHHbIH M 3aMe-
IEHHBI [MKIOATKII. B HEKOTOPHIX BapHaHTAaX ocymecTBieHHs ommH u3 R' m R® mpexacraBmser coGoit
-OH, a gpyroit mpeacTaBiseT coOOW He3aMEIICHHBIN WM 3aMEIICHHBIA MUKIOAIKCHWI. B Apyrux BapmaHTax
ocymecTsienns omuH u3 R' u R” npescrapnser co6oii -OH, a apyroii mpencTapiseT co60ii He3aMeIeHHbIH HITH
3aMEIICHHBIN TeTSPOIUKIOATKILI.

B HEKOTOpPBIX BaphaHTax ocymecTBiIeHns R' npencrasimser coboit -OH, a R? mpexcrasisier co6oit C(O)R®.
B mpyrux BapuanTax ocymectsieHns R' npexcrasmsier co6oit C(O)R?, a R? mpeacrasisier coGoii -OH. B Heko-
TOPBIX BapHAHTax ocymecTieHns R' mpencraBmser coboit -OH, a R? mpexcrasisier coboit -CHO. B apyrux
BapuaHTax ocymectierms R' npexcrasmsier coGoii -CHO, a R? mpescrasisier co6oii -OH.

B HEKOTOPHIX BapHaHTaX ocCymecTBierms R° BeIOpaH 3 rpymmel, cocrosmeii w3 C,-Cg-ankuia,
C;-C¢-aIKOKCH ¥ TaoreHa. B HEKOTOPBIX BAPHAHTAX OCYIIECTBICHHs R’ mpeacTaBiser co60if METHI, STHI, H-
TPOTIHJI, U30TPOIII, H-OyTHII, H300yTHII, BTOP-OYTHII WK TPET-OyTHII. B HEKOTOPBIX BapHaHTaX OCYIICCTBIIC-
uust R® mpezcTaBisier coGoi METHII, STHI, H30MPOITHI WIH TPET-6yTiiI. B HEKOTOPBIX BAPHAHTAX OCYIIECTBIIC-
Hus R’ mpesicTaBiseT co60i METOKCH, STOKCH, TIPOIIOKCH, H30MIPOIOKCH, GYTOKCH MM TpeT-0yTokch. B HekoTo-
PBIX BapHAHTAX oCyIiecTBIeHns R’ npexcrapiser co6oii F, Cl, Br umi I. B HEKOTOPBIX BapHAHTAX OCYIIECTBIIC-
mus R’ mpencrasnser coGoit -OCH;. B HeKkoTOpHIX BapHaHTaX OCyIIeCTBIeHHs R’ mpexcraBmser coboii F. B
JIPYTUX BapUaHTaX OCYIIECTBICHUS R’ npeacTaBiseT coboit H.

B HekoTopbIx BapuaHTax OCYIIECTBICHUS R npexacrasisieT coboi -OH; R? BBIOpaH W3 TPYIIIBI, COCTOS-
meit u3 -C(O)R?, -S(O)R®, -S(0),R®, -NHC(O)RY, -NHS(0),R", -C;-Cg-anxun-R’, -C,-Cg-ankennn-RE, neszame-
IIEHHOT'O WJIM 3aMEIICHHOTO IUKJIOANKIIIA, HE3aMEICHHOTO WM 3aMEIICHHOT0 IHKIOATKEHIIa U He3aMeIIeH-
HOT'O WJTH 3aMEIEHHOTO TeTepOIMKIOANKIIa; a R’ mpeacrasmser co6oit Bogopos, C-Cg-anKOKCH MM TATOTEH.

B HexoTOpBIX BapHaHTax OCYIIECTBIICHHS R npencrasiseT coboit -OH, a R? BBIOpaH M3 TPYMIBI, COCTOS-
meit u3 -C(O)R?, -S(0),R, -NHC(O)R?, -NHS(0),R®, -C,-Cg-ankeHmn-RE i He3aMEIIEHHOTO HIIM 3aMEIICHHOTO
nMKIoankeHuna; a R’ mpeacrasmser coGoit Bogopon, -OCH; umi F. B HEKOTOPBIX BApHAHTAX OCYILECTBICHHS
R' mpencraBmser coboit -OH; R” BwiGpan u3 rpymmsl, coctosmeii w3 -CHO, -C(O)CH;, -C(O)CH,F,
-C(O)CH=CH,, -S(0),CH=CH,, -C(O)C=CH, -C(O)C=CCHj;, -NHS(0),CH=CH,, -NHC(O)CH=CH,,
-C(O)C(=CH,)CHj,

o}

“L‘)Sqo
NSNS0 /
A i , i NN 0y

aR’ npejcTaBiseT codot Bomopon, -OCH;
v F.

B HekoTopbIx BapuaHTax OCYIECTBICHUS R’ npexacrasisieT coboit -OH; R! BBIOpaH W3 TPYIIIBI, COCTOS-
meit u3 -C(O)R?, -S(O)R®, -S(0),R®, -NHC(O)RY, -NHS(0),R", -C,-Cg-anxun-R’, -C,-Cg-ankennn-RE, neszame-
[IEHHOT'O WJIM 3aMEIICHHOTO IUKJIOANKIIIA, HE3aMEIICHHOTO WM 3aMEIIEHHOT0 IHMKIOAKEHIIa U He3aMeIIeH-
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HOTO HJIM 3aMEIEHHOTO TeTePOLMKIOaNKia; a R’ npencrapmser coboit Boaopos, C;-Cg-alkoKCH HIIM FaloreH.
B HEKOTOpHIX BapHaHTaxX ocyliecTBieHns R’ mpencrapmser coGoit -OH; R' BeIGpan u3 rpymmsl, cocTosmeii u3
-C(O)R?, -S(0),R¢, -NHC(O)RY, -NHS(0),R¢, -C,-Cs-ankeHnn-RE 1 He3aMEIIEHHOTO HIIM 3aMEIICHHOTO LHKIIO-
ankeHmna; a R’ mpexcramser coGoit Bogopox, -OCH; minu F. B HEKOTOPBIX BAapHAHTAX OCYIIECTBICHHUS
R? mpexcraBimsier coGoit -OH, a R' Beibpan u3 rpymmsi, cocrosmieii u3 -CHO, -C(O)CHs, -C(O)CHSF,
-C(O)CH=CH,, -S(0),CH=CH,, -C(O)C=CH, -C(O)C=CCHj;, -NHS(0),CH=CH,, -NHC(O)CH=CH,,
-C(O)C(=CH,)CHs,

o]

E)Sqo ’
i R N/\/I\ Q Q i
X
T e M oY
H ) ) . N O u

a R? mpencrasmsier cooii Bomopox, -OCH;
nnu F.

B HEKOTOPHIX BapHaHTax ocymecteiernns R' mpexcrasmser co6oii -OH, R* mpexncrasmsier coboit -CHO, a
R’ npencrasnser coGoii H. B HekoTophIx BapuaHTax ocymecTsienus R' mpencrasmser coboit -CHO, R” npen-
ctaBnser cooit -OH, a R’ npencrapnsier co6oii H. B HeKOTOpBIX BapuaHTax ocyiiecTBIeHus R' mpencrapmiser
co6oii -OH, R* npencrasmser co6oii -CHO, a R’ npencrasnser co6oii -OCH;. B 1pyrux BapuaHTax oCyIIECTB-
nenns R' mpencrasnser coboit -CHO, R” mpencrasnsier coboit -OH, a R npexcrasnser coboit -OCH;. B Hexo-
TOpBIX BapuaHTax ocymecTsierns R' npexcrapmser coboii -OH, R* npeacrasnser co6oii -CHO, a R® mpencras-
nser coboii F. B apyrux Bapmanrtax ocymectBienns R' mpencrasmser co6oii -CHO, R npecrasisier co6oit
-OH, a R} npeacTaBiseT coooi F.

B HekoTOphIX BapraHTaX OCYLIECTBIEHUS R* 1 R®, kaxpIid, npencTaBisaioT coboit H. B HekoTophIX Bapw-
aHTax OCYILECTBIICHUS R*uR’ 00BEAMHSIOTCS 1T 00pa30BaHUs -S-, Tak 4TO R* B3ar BmecTe ¢ R’ 1 aToMaMu, K
KOTOPBIM OHH IIPUCOEINHEHBI, 151 00pa30BaHUs THOPEHOBOTO KOJNBIIA.

B HEKOTOPHIX BapuaHTax ocymectsienns G; npexcrasisier codoit CH(X;-R*) mm C(X;-R), rme X, ot-
CYTCTBYET; R® npencraBiser coboit Bomopon, Ci-Cg-amkmn, Ci-Cg-allKOKCH, TaJIOTEH HITH —C(O)Rh, rae
C,-Ce-aJIKiI SBIISCTCSA HE3aMCIICHHBIM WIH 3aMEIICHHBIM MUKIOANKHIOM HIM rajoreHom; a R" BeiGpan u3
rpynsl, cocrosimen uz H, C,-Cg-ankuna, C-Cg-ankokcu u C;-Cg-LUKITOATKHIA.

B HEKOTOpHIX BapuaHTax ocymectBieHus G; npexcraBmser coboit CH(X;-R®) mmu C(X;-R*™), rme

%o\/a\ " ﬁ(@\/o)\;

X, mpencraBuseT coOoi " " m paBHo 1-6; R% MPEJCTaBIseT COOOW BOIOPOS,
C,-Cgs-anxmn, C;-Cg-aIKOKCH, TaJIOTEH WU —C(O)Rh, rae C,-Cg¢-alIKuil SBIISETCS HE3aMEIIEHHBIM WX 3aMeleH-
HBIM IIMKJIO0QIKHIIOM HJIM TaJIOT€HOM; a R" BBIOpaH u3 Tpynmsl, coctosmieit u3 H, C,-Cg-anmkumna, C,-Cg-anxoxcu
1 C3-Cg-IIMKITOANKIIA. B HEKOTOPBIX BapuaHTax ocymecTieHns Gs npeacrasmsier coboit N mmm N(X;-R®), rae
X| OTCYTCTBYET; R® npencrapisier coboit Bomopon, Ci-Cy-amkmi, C;-Cg-adKOKCH, TaJIOTEH WA —C(O)Rh, rae
C,-Ce-a/IKHI SBIISCTCSH HE3aMCIICHHBIM WIH 3aMEIICHHBIM MUKIOANKHIOM HIM rajoreHom; a R" BeiGpan u3
rpynmsl, cocrositen uz H, C;-Cg-ankuna, C;-Cg-ankokcu minn Cs-Cg-IIUKIOATKUIIA.

B HeKOTOpHIX BapHaHTax ocyiiectsienus G; npeacrapmser coboit N wm N(X;-R*), rae X, npexncrasnser

R e & y
coboii uu ; m paBHO 1-6; R™ mpexacraBnser coboit Bogopon, C,-Cs-ankmi, C;-Cg-alIKOKCH,
rajoreH WIn -C(O)Rh, rae C;-Cg-alKku sSBIETCS HE3aMEIICHHBIM MU 3aMEIICHHBIM IIUKIOAJTKHIOM WM TaJio-
T€HOM; a R" BbIOpaH u3 rpymmsbl, coctosmed u3 H, C;-Cg¢-ankmna, C;-Cg-anmkokcu u C;-Cg-timkinoankuna. B He-
KOTOPBIX BapHaHTax ocymiecTBicHus G; mpencrapiseT codoit S. B apyrux BapuanTax ocymecticHus Gy pe-
cTaBisieT coboit O.

B HekoTopbIx BapnaHTax ocyuiectBieHus G4 NMpencTaBiseT coooi CH(XZ—R("’) U C(Xz-R(’b), rae X, oT-
CYTCTBYET; R® npencrapusier coboit Bomopona, Ci-Cg-amkmi, Ci-Cg-aIKOKCH, TalOTCH WIIH -C(O)Rh, rae
C;-Cg-alIKHII SIBISICTCS. HE3AMCICHHBIM UM 3aMEIICHHBIM IMKIOATKIIOM WIH rajgoreHom; a R" BBIOpaH U3
rpynmsl, cocrosimen u3 H, C,-Cg-ankumna, C,-Cg-ankoken n C3-Cg-IIUKITOATKHIA.

B HEKOTOpBIX BapHaHTax ocymecteieHmus G, mpexcraBiuser coboit CH(X»-R®) mmm C(X,-R®), rame
dohy oy .
X, MpencTaBisieT CoOOM ™ umm ™, m paBHo 1-6; R mpezncraBiasier co0OH BOIOPO,
C,-C¢-anxmi, C;-Cg-aJIKOKCH, TaJIOTEH WIIHA —C(O)Rh, rae C;-Cg-anmkuin SBiseTcs He3aMEIICHHBIM UJTH 3aMeleH-
HBIM ITUKJIOAJIKUJIOM HJIM TaJOI€HOM; a R" BbIOpaH u3 rpymisl, cocrosieit u3 H, C;-Cg¢-ankuna, C;-Cg-ankokcu
u C;-Cg-1kioankuia. B HeKoTOpBIX BapuaHTax ocymiecTsieHus G4 npencrasisieT coboit N nim N(XZ-R("’), rae
X, OTCYTCTBYET; R® npeacTaBisier coboit Bogopon, Ci-Cg-amkmi, C;-Cg-anKoKcu, TaJoreH WU -C(O)Rh, rae
C;-Cg-alIKMII SBISICTCS HE3AMELLCHHBIM MM 3aMELICHHBIM [MKIOAIKIIOM WIM rajgoreHoM; a R" BEIOpaH W3
rpynmsl, cocrosimen u3 H, C;-Cg-ankumna, C-Cg-anmkoxen mmn Cs-Cg-IIMKITIOATKUIIA.
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B HexoTOphIX BapraHTax ocyiecTBieHus G, nmpeacrasiset coboit N miu N(XZ-R(’b), rae X, NpeacTaBiIseT

dohy oy
co0oit ™ um ™ : m paBHO 1-6; R® npezacrasiseT codoit Bogopon, C-Ce-ankuin, Ci-Cq-akokcy,
rajoreH WiIn -C(O)Rh, rae C,-Cg-ankui1 sSBIISIETCS HE3aMEIIEHHBIM HIN 3aMEIECHHBIM HMKIO0AIKHIOM HIIHA Tajo-
T€HOM; a R" BBIOpaH m3 rpymisl, cocrosmeld n3 H, C,-Cg-amkuna, C,-Cg-anmkokcn u Cs;-Cg-1iukioankuia. B He-
KOTOPBIX BapHaHTax ocymiecTBicHus G, nmpencrapiseT codoit S. B apyrux BapuanTax ocymecticHus G, pe-
cTaBisieT coboit O.

B HeKOTOpHIX BapuanTax ocymectsienus Gs npeacrasiser coboit CH(X3-R*) mm C(X;-R*), rae X; o1-
CYTCTBYET; R® npencraBisier coboit Bomopon, C;-Cg-amkmn, Ci-Cg-allKOKCH, TaJIOTEH HITH —C(O)Rh, rae
C;-Cg-alIKMII SBISICTCS. HE3AMELLCHHBIM MM 3aMELICHHBIM [MKIOANKIIOM WM rajgoreHoM; a R" BEIOpaH W3
rpynmsl, cocrosimen u3 H, C,-Cg-ankumna, C,-Cg-anmkoken n C3-Cg-IIUKITOATKHIA.

B HEKOTOpHIX BapHaHTax ocymecTBienns Gs mpexcrapmser coGoit CH(X3;-R®) mmm C(X3-R*), rame
oy oy .
X3 MpencTaBiseT CoOOM ™ wm ™ . m pasao 1-6; R™ mnpencrauser coOol BOXOPOL,
C,-C¢-anxmi, C;-Cg-aJIKOKCH, TaJIOTEH WIIHA —C(O)Rh, rae C;-Cg-anmkuin SBiseTcs He3aMEIIeHHBIM U 3aMelleH-
HBIM ITUKJIOAJIKUJIOM HJIM TaJOI€HOM; a R" BEIOpaH u3 rpymisl, cocrosieit u3 H, C;-Cg¢-ankmna, C;-Cg-ankokcu
1 C;-Cg-IHKITOATKIIA. B HekoTOphIX BapuaHTax ocymiecTsienus Gs npeacrapiser coboit N mwm N(X5-R%), rae
X3 OTCYTCTBYET; R® npenctapisier coboit Bomopon, Ci-Cy-amkmi, C;-Cg-adKOKCH, TaJIOTEH WA —C(O)Rh, rae
C;-Cg-alIKMII SBISICTCS. HE3AMELLCHHBIM MM 3aMELICHHBIM [MKIOAIKIIOM WM rajgoreHoM; a R" BEIOpaH W3
rpynmbl, cocrosmen u3 H, C;-Cg-ankumna, C,-Cg-anmkoxcn mmn Cs-Cg-TIMKITIOATKUIIA.

B HEKOTOPHIX BapHaHTax ocymecteienus Gs mpeacrasisier co6oit N mm N(X5-R*), rae X5 npencrasisier

dohy oy

coboii HIH > m paBHO 1-6; R npeacrasiseT coboit Bogopon, C,-Ce-amkmi, C;-Cg-amKokcH,
rajioreH Win -C(O)Rh, rae C;-Cg-amKui sBIAETCS He3aMEIEHHBIM HITH 3aMEIeHHBIM IIUKIOATKUIOM HIIH Tajio-
T€HOM; a R" BbIOpaH u3 rpymmsbl, coctosmed u3 H, Ci-Cg-ankmna, C;-Cg-anmkokcu u C;-Cg-tiukinoankuna. B He-
KOTOPBIX BapHaHTax ocymiecTBicHus Gs mpencTapiseT codoit S. B apyrux BapuanTax ocymecticHus Gs pe-
ctaBisieT coboit O.

B HekoTopbIx BapnaHTax ocyuectBieHuss Gg MpencTaBiseT coooi CH(X4—R6d) U C(X4-R6d), rae X4 0T-
CYTCTBYET; R% npencraBnsieT coboit Bomopoxa, C,-Ce-amkmn, C;-Cg-aJKOKCH, TajoreH WIN -C(O)Rh, rae
C;-Cg-alIKWII SIBISICTCS. HE3AMCICHHBIM MM 3aMEIICHHBIM [MKIOATKIIOM WIH rajoreHom; a R" BBIOpaH U3
rpynmsl, cocrosimen u3 H, C,-Cg-ankumna, C-Cg-anmkoken u C3-Cg-IIUKITOATKHIA.

B HekoTopeix BapuaHTax ocymiecTBieHuss Gy TpeacTaBisieT coboit CH(X4-R6d) W C(X4-R6d), rae
doty oy )
X4 TmpencraBuseT coOoi ™ ™ 5 m pasHo 1-6; R™ mpexncraBnser coGoit Bomopon,
C,-C¢-anxmi, C;-Cg-aJIKOKCH, TaJIOTEH WIIHA —C(O)Rh, rae C;-Cg-anmkuin SBiseTcs He3aMEIICHHBIM U 3aMelleH-
HBIM IIMKJI0QIKHIIOM HJIM TaJIOTEHOM; a R" BBIOpaH u3 Tpynmsl, coctosmieit u3 H, C,-Cg-amkumna, C,-Cg-anxoxcu
1 C3-Cy-IMKIIOaKmIa. B HeKOTOpBIX BapuaHTax ocymecTsiIeHns Gg npeacrasmsier co6oii N mwin N(X,-R®Y), rae
X4 OTCYTCTBYET; R% npencraBisier coboit Bomopon, Ci-Ce-amkun, C;-Cg-amKkoKCH, TAIOTCH WIN -C(O)Rh, rae
C;-Cg-alIKHII SIBISICTCS HE3AMCIICHHBIM MM 3aMCIICHHBIM [MKIOANKIIOM WIH rajoreHoM; a R" BBIOpaH U3
rpynmbl, cocrosimen u3 H, C;-Cg-ankumna, C-Cg-anmkoken mmn Cs-Cg-TIIMKITIOATKHIIA.

B HexoTOophIX BapraHTax ocyiecTBieHust Gg npeacrasisiet codoit N miu N(X4-R6d), rae X, IpeacTaBiIseT

R e ; )
co0oit v > m paBHO 1-6; R™ mpencrasiser coboit Bomopoxn, Ci-Cg-ankmi, C;-Cg-amKokcH,
rajoreH WiIn -C(O)Rh, rae C,-Cg-anKui1 sSBIISIETCS HE3aMEIIEHHBIM HJIN 3aMEICHHBIM HMKIOAIKHIOM HIIHA Tajo-
TE€HOM; a R" BBIOpaH 3 rpymmsl, cocrosmel n3 H, C,-Cg-amkuna, C,-Cg-anmkokcn u Cs;-Cg-1iukioankuia. B He-
KOTOPBIX BapuaHTax ocymiecTBieHus G mpeacTapiseT codoi S. B npyrux BapuanTtax ocymecTBieHus Gg mpen-
crarisier coboit O. B HekoTOpbIX BapuaHTax ocymecTBiaeHUs G4 OTCYTCTBYET.

[ 1
B HexoTOpBIX BapHaHTax OCYIIECTBICHUS KOJbIIO, HECYIEE “-’, SBJISETCS HACBIIEHHBIM, TaK YTO KOJIBLIO
TIOJTHOCTHIO COCTOWT M3 OJMHAPHBIX CBSI3EH.
[Tpumepst HACBHIIEHHBIX KOJIeIl BKJTFOYATOT B cebs, TTOMHAMO TpOYero,

OYYO0000TV00RRRODO D

S

B HEKOTOPHIX BAPHAHTAX OCYIICCTBIICHHS KOO, HECYIIEE -/, ABISCTCS YACTHYHO HEHACHIIICHHBIM, TAK
YTO KOJIBIIO SBISICTCS HEAPOMATHUECKUM M COAEPIKUT II0 MEHBIIECH Mepe OHY IBOWHYIO CBSI3b, HAIPUMED, OJHY
WM JIBE JBOMHBIX CBA3H.

[lpuMepbl  YacTHYHO  HEHACHINCHHBIX  KOJICIl  BKIIOYAlOT B ce0s, MOMHMO  IPOYEro

J00RRVC oYY
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B Jpyrux BapuaHTax OCYINECCTBJIICHHA KOJIbIIO, HECYIECE ~-‘, ABJISACTCS IOJHOCTHIO HCHACBIIMICHHBIM U CO-
JCPKUT ABE UIIU TPHU JBOMHBIX CBSI3H.

(/‘\l
B OMNPEACIICHHBIX BapHWaHTaX OCYIICCTBJICHHA KOJBIO, HECYIIECC ~-7, ABJACTCA MOJTHOCTHIO HCHACBIIICH-
HBIM.

(l—'\‘
B onpeneneHHBIX BapHaHTaxX OCYLIECTBICHUS KOJIBIIO, HECYIIEE -/, SIBISICTCS] MOJHOCTHIO HEHACHIIICH-
HBIM U apOMaTHYECKHM.
[lpumepsl  NOJHOCTBIO ~ HEHACHILICHHBIX  KOJIELl  BKIJIIOYAlOT B ceOs, TOMHMO  HpOYEro,
=
z =z N7 N /N\’ NN @
@\l\kk\‘[\]\kkj\o
, N, N~ , N° N7 N~ N u @
B HeKoTOphIX BapuaHTax ocymecTsienus G; npenctasmuser coboit CH(X-R*) wm C(X,-R*), G, npexn-
o 6b 6b . 6 6
crasisier coboit CH(X,-R™) mmun C(X,-R™), Gs npencrasiser coboit CH(X;3-R™) nmu C(X;-R™), G¢ npeacras-

JISIET COOOM CH(X4-R6d) 381051 C(X4-R6d), a KOJIbIIO, HECYIIEE -, ABIAETCA YACTUYHO HEHACHIIIEHHBIM.
B HeKOTOpHIX BapuaHTax ocymiectsienus Gs mpenctasmser co6oit C(X;-R™), G, mpencrasnser coGoii

Rty
'

C(XZ—RGI’), Gs mpexacTaBiseT cobo C(X3-R6°), G mpencTaBiseT coOoit C(X4—R6d), a KOJIBIO, HecyIiee -+,
SIBIISICTCS TOJTHOCTHEO HEHACKHIIIICHHBIM.

B HEKOTOPBIX BapHaHTax ocyiiectBierus G; mpencraisier coboit CH(X -R®), G, mpexcrasmsier co6oit
CH(XZ-R6b), G5 TipencTaBisieT co0oi CH(X3-R6C), Gg ipencTaBisier coooi CH(X4—R6d), a KOJIbII0, HeCyIIee ‘:_:',
SIBIISICTCSI HACKIIIICHHBIM.

B npyrux BapuanTax ocymectBienus G; npencrasmset coboit CH(X,-R®) mmu C(X,-R*™), G, npencrapms-
eT coboif CH(XZ-R(’b) WU C(Xz-R(’b), G; mpeacraBiseT cooon CH(X3-R6°) wm C(X5-R*), a G OTCYTCTBYET.

B HeKOTOpHIX BapuaHTax ocymecTsienus G; mpenctasmuser coboit CH(X;-R*) wm C(X,-R*), G, npexn-
cTaBiseT coboit N wiun N(Xz-Réb), Gs npencrasmster co6oit CH(X3-R*) mmn C(X5-R%), G npeacrasisier coboit

CH(X4-R6d) 1581051 C(X4-R6d), a KOJIbL0, HECYLIEE "/, ABJIAETCA YACTHYHO HCHACHIICHHBIM.

B HEKOTOpBIX BapHaHTax ocyiecTBIeHns G; npenctasimsier codoit C(X,-R*), G4 npencrasmser coGoii N,

Gs mpexncraBmser coboit  C(X3-R®), Gg mpencramser coGoit C(X4-R*), a komsro, Hecymee -+,

SBIISICTCSA MOTHOCTBIO HEHACHIIIIEHHBIM.
B HeKOTOpHIX BapHaHTax ocymiectsieHus Gs mpeacrasiser coboir CH(X-R®), G, npexcrasiser coGoii

N(Xz-Réb), G5 mpeacTaBiseT coooi CH(X3—R6C), Gg mpeacTaBiseT codoi CH(X4—R6d), a KOJIbII0, HECyIIee L.,
ABJISIETCS HACBIIICHHBIM.

B 1pyrux BapuanTax ocymectBienns G; mpeacrasiser coboit CH(X,-R®) wm C(X;-R*), G, npencras-
nseT coooit N min N(Xz—R(’b), G5 mpeacraBuseT codon CH(X3-R6°) WU C(X3—R6°), a Gg OTCYTCTBYET.

B HeKOTOpHIX BapuaHTax ocymectsienns G; npeacrasser co6oii N wm N(X;-R*), G, npeacrasiser co-
ool CH(XZ-R(’b) WU C(XZ-R(’b), Gs npezcrasnser coboi CH(X3—R6°) WU C(X3—R6°), Gg mpencTaBiseT coooit

{ 1
CH(X4-R%) mmm C(X,-R®Y), a ko1bI10, HecyIee -/, SBISETCS YaCTHIHO HEHACHIIICHHBIM.

B HEKOTOpBIX BapHaHTax ocymiecTBIeHns G; mpeactasisier co6oii N, G, npexcrasmsier co6oit C(X,-R™),

G;s mpencraBisier coOOM C(X3-R6°), G¢ mpencraBuser coboi C(X4—R6d), a KOJbBIO, HecyIee ‘~-:‘,

SBIISICTCSA MOTHOCTBIO HEHACHIIIIEHHBIM.
B HEKOTOpBIX BapuaHTax ocymecTienus G; mpeicrasiser coboit N(X;-R™), G, mpencrasnser coGoii

CH(X»-R®), Gs npencrasisier coboit CH(X5-R®), G mpencrasisier co6oit CH(X4-R*), a konbmo, Hecymee -,
SBJISETCA HACHINICHHBIM. B Ipyrux BapmaHTtax ocymectsienns G; mpeacrtaBiser co6oit N mm N(X;-R™),
G, mpencraBiseT coboit CH(XZ—R("’) WU C(XZ—RGb), G; mpencraBiseT coboit CH(X;-R%) mm C(X3-R6°), a
Gg OTCyTCTBYET.

B HeKOTOphIX BapuaHTax ocymecTsienus G; mpenctasnser coboit CH(X-R*) wm C(X,-R*), G, npex-
CTaBJISIET COOOM CH(XZ-R("’) WU C(Xz-R(’b), Gs npencrasiser co6oii N wiu N(X;3-R%), Gg MpeJICTaBIsIeT CO0OM

{ 1
CH(X4-R%) i C(X,-R®Y), a koxbI10, HecyIee -+, SBISETCS YACTHYHO HEHACHIIICHHBIM.
B HekoTOpBIX BapuaHTax ocyiecTieHust Gs mpencrasisier coboit C(X;-R®), G, mpexncrasisier coboit

. . (l_\l

C(XZ—R6b), Gs mnpencraBiser coboit N, Gy mpencraBmsier coOoi C(X4-R6d), a KOJbIo, Hecymee ~-*,
SIBJISIETCSI [TOJTHOCTHIO HEHACHIIIICHHBIM.

B HEKOTOPBIX BapHaHTax ocyuiectBienus G; mpeacraimsier coboit CH(X -R®), G, mpexncrasmsier co6oit

CH(XZ-RGI’), G5 mpeacTaBisieT codon N(X;-R%), G MPEJCTABISCT COO0M CH(X4—R6d), a KOJBIO, Hecylee -,
SABIISCTCA HACHINECHHBIM. B Ipyrux BapmaHTtax ocymectsieHus G; mpeicraBimser coGoit CH(X;-R*™) umm
C(Xl—RGa), G, npexacraBiser coboi CH(XZ—R("’) WU C(XZ-RGb), G5 npexacrasnser coboit N wmiu N(X3-R6C), a
Gg OTCyTCTBYET.

B apyrux BapuanTtax ocymectsieHns Gs npeacrasisier coboit N mim N(X,-R*), G, npeacrasisier co6oi
CH(X»-R®) mmu C(X,-R®), Gs mpexncrasisier coboit N mwm N(X-R*), G¢ npencrasmsier co6oit CH(X,-R*) mm

-34 -



042453

l’_\l
C(X4—R6d), a KOJIBbIIO, HeCcyInee -’ , SBIISIETCS YaCTUIHO HEHACHIIIICHHBIM.
B HEKOTOpBIX BapHaHTax ocymecTBIeHns G; mpeiacrasisier coboit N, G, npexcrasmsier coboit C(X,-R™),

N o 6d o
G; npencrasisier coboit N, Gy nmpencrasisier coboit C(X4-R™), a xomnbIio, Hecymiee -+, SBISACTCS MOTHOCTHIO
HEHACHIIIICHHBIM.
B HekoTOpBIX BapHaHTax ocymiectBienns G; mpencraBiser coboit N(X;-R®), G, mpencraBmser co6oit

CH(XZ-RGI’), G; npezacrasisieT coboit N(X;-R%), G MPEJCTaBIsICT CO00M CH(X4—R6d), a KOJIbLIO, Hecylee (~—",
SBISICTCS ~ HACHINICHHBIM. B npyrux BapumanTax ocymectBieHus G; mnpencraBiaser coboir N - wim
N(XI-R("‘), G, npezacrariser co0oi CH(XZ-R("’) WU C(XZ-RGb), G5 npexacraBisieT coboit N wiu N(XI-R(’C), a
Gg OTCYTCTBYET.

B omnpeneneHHbIX BapuanTax ocymtectsienns RY u R® o6beunsiiorest st 06pasoBanmst -S-, Gy mpeacTas-
msiet coGoit CH(X,-R*), G, mpencrapisier co6oit N(X»-R®), G5 npencrasmsier co6oit CH(X;-R®), G npeacras-

.~ Y [
nset cobort CH(X 1-R6“), a KOJIbLIO, HECYIIIEE -/, SIBJISIETCS HACBIIEHHBIM KOJIBLOM.
B onpeneneHHbIX BapuaHTax OCYLIECTBIICHUS R* u R’ o6beaunsiorest wst oOpazoBanus -S-, G3, Gs u Gg,

KaXapId, peactaBisiior coooir CH,, G4 mpeacTasisgeT coOoi N(XZ—R6b), a KOJIBIT0, HecyIee ‘~-", SIBJIIETCS Ha-
CBHIIIICHHBIM KOJIBIIOM.

B HEKOTOpBIX U3 MOOBIX BBIIICYKA3aHHBIX BAPHAHTOB OCyIIecTBIeHHs R™, R®, R i R, kaxcapiit Hesa-
BHUCHUMO, MPEACTABIAIOT co0oii Bogopon, Ci-Cy-amkni, C;-Cg-aTKOKCH, TAJIOTCH HIH -C(O)Rh, rae C;-Cg-ankun
SABIISICTCS He3aMEILCHHBIM HIIA 3aMEIECHHBIM LUKIOAIKIIOM WK ranoresom; R" BBIOpAH U3 TPYIIIIBI, COCTOSIIEH
u3 H, C,-C¢-ankuna, C;-Cg-ankokcu u C;-Cg-nukiioankuia. B HEKOTOphIX BapHaHTaX OCYIIECTBICHUS RGa, R(’b,
R*wu R6d, KK HE3aBHCUMO, TIpeACTaBIsoT coboit Bogopon, Ci-Cg-ankmin, C;-Cg-alKOKCH WK TAJIOTEH.

B HexkoTOpBIX BapuaHTax OCYIIECTBICHUS Kax bl R® HezaBucHMO BBIOpaH U3 rpynmbl, coctosmei u3 Cl,

o]

F, -CHj3, -OCHs, -CF;, -CH,CH,F, -CH(CHa;),, C(O)OC(CH3)3, C(O)CH3, %“ W
B HEKOTOPHIX BapHAaHTAaX OCYIIECTBICHHS R™, R® R* u R kaxnmeii HesaBuCHMO, BBIOpaHBI
u3 rpymmsl, cocrtosmedr w3 H, Cl, F, -CHj, —OCH3, —CF3, -CH,CH,F, -CH(CH;),, -C(O)OC(CHj)s,
o}

-C(0)CHs, % "V

B HexoTOpBIX BapuaHTax OCYIIECTBIICHHS R® R®, R® u R™, kaxprii HeaaBchMo, BBIOpAHBI M3 TPYIIIIBL,

T
N T [ ]
[ ] g\ N N
O R
[o] N
. So N W/ o O
cocrosimeii 3 H, -OH, ¢ - , © , \—7( W \/A )
B HEKOTOPHIX BapHAHTAX OCYyIIeCTBICHNS R*, R®, R60 u Réd, Ka)IIbIii HE3aBHCUMO, BEIOPAHBI M3 TPYIIIIHL,
cocrostent 3 H,

-~ | o

wans o W

H\ AN “I OYNH l:ig NTV S/io

Ny € LY a0 HN Oy __NH o

(N, NN N h \( A oS 4
~, N\, \, N— NH L9 u-

B HEKOTOPBIX M3 JOOBIX BEINICYKa3aHHBIX BapI/IaHTOB OCYULIECTBJICHUS OJUH U3 R"’“l R® R y R™ BEIOpaH
u3 rpymnmnsl, cocrosimeit uz Ci-Cg-ankxuna, C;-Cg-adKOKCH, rajioreHa Win -C(O)R , tne C;-Cg-anmkumin sBIseTcst
HE3aMEeNICHHBIM WM 3aMEUIEHHBIM HUKIOAIKUIOM WA TaJIOTEHOM, a OCTalbHbIE TPU U3 Réa, R6b, R* u R6d, Ka-
JKIBIN, TIPEICTABIIIOT co00i BOJOPOA. B HEKOTOPHIX BapuaHTaX OCYMIECTBIICHUS OIWH W3 R® R® R* u R

BbIOpaH w3 Tpynmbl, coctosmedr n3 Cl, F, -CH;, -OCHj, -CF;, -CH,CH,F, -CH(CHj;),, -C(O)OC(CH3);,
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o]

-C(0)CHs, % "V

BOJIOPO/I.

B HexkoTOpBIX BapuaHTax OCYIIECTBICHUS R®, R® 1 R™, kasxmprit, TIpeACTaBIAIOT coboii H, a R* BBIOpaH
n3 Tpymmsbl, cocrosmeit u3z Ci-Cg-ankxumna, C;-Cg-aTKOKCH, TalOTeHa A -C(O)Rh, rae C;-Cg-anxkun sBiaseTcs
HE3aMCIICHHBIM WM 3aMEIICHHBIM [UKIOATKUIOM WU TaTOTCHOM.

B HEKOTOpHIX BapHAaHTAX OCYyIIecTBIeHHS R*, R® u R™, kapri, npeacTaBsIoT codoit H, a R BeIGpan
u3 rpymmsl, cocrosmed uz Cl, F, -CH;, -OCH;, -CF;, -CH,CH,F, -CH(CHj),, -C(O)OC(CH;);, -C(O)CHs;,

o}

N, O

B HexkoTOpBIX BapuaHTax OCYIIECTBICHUS R®, R® u R™, kasmprit, TIPeACTaBIAIOT coboii H, a R® BBIOpaH
n3 Tpymmsbl, cocrosmeit u3z Ci-Cg-anxuna, C;-Cg-aTKOKCH, TaIOTeHa A -C(O)Rh, rae C;-Cg-anxkun sBiaseTcs
HEe3aMEIICHHBIM WIH 3aMeIIeHHBIM NUKIOATKIIOM HIIH TaJOTCHOM.

B HEKOTOpBIX BapuaHTax OCYILECTBICHUS R®, R® u R, xaxcaprit, npeacTaBsIoT codoit H, a R™ BeiGpan
u3 rpymmsl, cocrosmedt uz Cl, F, -CH;, -OCH;, -CF;, -CH,CH,F, -CH(CHj3),, -C(O)OC(CH;);, -C(O)CHs;,

o}

N, Oy

B HexkoTOpBIX BapuaHTax OCYIIECTBICHUS R®, R® u R, kaxprit, MpencTaBisaioT coboit H, a R BBIOpaH
n3 Tpymmsbl, cocrosmeit u3z Ci-Cg-anxumna, C;-Cg-aqKOKCH, TalOTeHa A -C(O)Rh, rae C;-Cg-anxkun sBaseTcs
HEe3aMEIICHHBIM W 3aMEIIeHHBIM NHUKIOATKIIOM HIIH TaJOTCHOM.

B HexkoTOphIX BapuaHTax OCYIIECTBICHUS R®, R® u R, kaxprit, MpencTaBisaioT coboit H, a R BBIOpaH
u3 rpymmsl, cocrosmed uz Cl, F, -CH;, -OCH;, -CF;, -CH,CH,F, -CH(CHj3),, -C(O)OC(CH;);, -C(O)CHs;,

o}

N, O

B HexkoTOphIX BapuaHTax OCYIIECTBICHUS R®, R® u R®, kaxpiii, MpencTaBisaioT coboit H, a R BBIOpaH
n3 Tpymmsbl, cocrosmeit u3z Ci-Cg-anxumna, C;-Cg-aqKOKCH, TalOTeHa N -C(O)Rh, rae C;-Cg-anxkun sBaseTcs
HEe3aMEIICHHBIM WIH 3aMeIIeHHBIM NHUKIOATKIIOM HIIH TaJIOT€HOM.

B HexkoTOpBIX BapuaHTax OCYIIECTBICHUS R®, R® u R®, kaxpiii, MpencTaBisaioT coboit H, a R BBIOpaH
n3 rpymsl, cocrosmei u3 Cl, F, -CHs, -OCH;, -CF;, -CH,CH,F, -CH(CHs;),, -C(O)OC(CHs;);, -C(O)CHs;,

o}

N, O

B HEKOTOpPBIX U3 JTIOOBIX BBINIEYKa3aHHBIX BAPUAHTOB OCYIIECTBICHHS JIBA U3 R® R® R* u R™ BBIOpaHBI
n3 Tpymmsbl, cocrosmeit u3 Ci-Cg-anxumna, C;-Cg-aTKOKCH, TalOTeHa A -C(O)Rh, rae C;-Cg-anxun sBaseTcs
HE3aMEIICHHBIM HJIA 3aMCIICHHBIM IIUKJIOQIKHIOM HJIM TaJIOTCHOM, a OCTaJIbHEIC JBa M3 R6a, R6b, R u R6d, Ka-
JKIBIN, TIPEACTABIIIOT COO0H BOIOPOI.

B HexoTopbIX BapuaHTax OCYIIECTBIEHUS JBa U3 R® R® R%* u R™ BBIOpAHBI U3 TPYIIIBI, COCTOSIIEH U3

o]

-, @ OCTAJIbHBIE TpU U3 R(’a, R(’b, R* u R(’d, KaQX/IbIi, TPEICTABISIFOT COOOM

Cl, F, -CHs, -OCHj;, -CF;, -CH,CH,F, -CH(CHs;),, -C(O)OC(CHs;)3, -C(O)CHj, % u W - a ocTalb-
HbIC JIBA U3 RGa, RG", R*wu Réd, KaXJIBIH, IPEACTABISIOT COOOH BOJIOPO/I.

B HekoTopbIx BapuaHTax OCYIIECTBICHUS R® i R®, ka1, TIpeacTaBsAoT coboit H, a R* i R* Hesasu-
cuMo BbIOpaHbl w3 Tpynmbl, coctosmed n3 Ci-Cg-amkmma, C;-Cg-aTKOKCH, TaJIOTeHA WIH -C(O)Rh, rae
C,-Cg-ankui ABIISETCS HE3aMEILCHHBIM MJIU 3aMEIICHHBIM IUKJIOATKHIIOM HJIH TaJOTCHOM.

B HekoTopbIX BapuaHTax OCYHIECTBICHUS R® i R®, kax i, TIpeacTaBiIsAoT coboit H, a R* i R* Hesasu-
CUMO BBIOpaHbI U3 Tpymmbl, coctosmeit n3 Cl, F, -CH;, -OCHj;, -CF;, -CH,CH,F, -CH(CHj),, -C(O)OC(CH3);,

o]

-C(0)CHs, % WV

B HeKoTOpHIX BapuaHTax ocymiecTsiaenus R™ u R, kaxpiit, npencTapusior coboii H, a R® u R* mezau-
cuMo BbIOpaHbl W3 Tpymmbl, cocrosimeit 3 Ci-Cg-amkmna, C;-Cg-aNKOKCH, TalOreHa WiIH -C(O)Rh, rue
C,-Cg-anmkmin SBISIETCS HE3aMEIICHHBIM I 3aMEIICHHBIM [TUKIOATKAIOM WIH TaIOTeHOM. B HEKOTOpHIX BapH-
aHTax OCYILECTBICHUS R® u R®, kasmprif, TpeacTaBisaioT coboit H, a R® 1 R* nesaBucumo BBIOpaHBI U3 TPYII-

mei, coctosmeii w3 Cl, F, -CH;, -OCHs;, -CF;, -CH,CH,F, -CH(CHs), -C(O)OC(CHs);, -C(O)CHs,
(o]

Ny ey

B HEekoTOpbIX BapuaHTax OCYLIECTBICHUS R® u RGd, Ka)XIbIif, IpeACTaBIsI0T coboit H, a R® u R* nesasu-
cuMo BbIOpaHbl U3 Tpymmbl, cocrosimeil u3 Ci-Cg-amkmna, C;-Cg-aNKOKCH, TalOreHa WIH -C(O)Rh, rue
C,-Cg-anku sIBJISICTCS] HE3aMEIIICHHBIM MJIU 3aMEIICHHBIM [IUKJIOATKIIIOM WJIH TaJIOTCHOM.
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B HEKOTOPHIX BapHaHTax ocymiecTieHus R™ u R®, kaspIi, IIpeACTaBISIOT coboit H, a R® u R* nesasu-
CUMO BBIOpaHHI U3 Tpymisl, cocrosiei u3z Cl, F, -CHj, -OCHj;, -CF3, -CH,CH,F, -CH(CHj),, -C(O)OC(CHs);,
o}

-C(0)CHs, % WV

B HekoTopbIx BapuaHTax OCYIIECTBICHUS R® u R®, kax I, TIpeacTaBisAoT coboit H, a R* i R* Hesasu-
cuMo BbIOpaHbl W3 Tpymmbl, cocrosimeil u3 Ci-Cg-amkmna, C;-Cg-aNKOKCH, TalOreHa WiIH -C(O)Rh, rae
C,-Cg-anmkun siBisieTcs He3aMeIEeHHBIM TN 3aMEIEHHBIM LIUKJIOAIKHIIOM WU TaJOT€HOM.

B HexoTOpbIX BapuaHTax OCYLIECTBICHUS R® u R*, kaxpiit, npencTapisioT coboii H, a R* u R* Hesapn-
cUMO BBIOpaHbI U3 Tpymisl, cocrosieit u3z Cl, F, -CHj, -OCHj;, -CF;, -CH,CH,F, -CH(CHj;),, -C(O)OC(CHa);,

o}

-C(0)CHs, % "V

B HekoTopbIx BapuaHTax OCYIIECTBICHUS R® u R*, kaxprit, MpenCTaBiIsAoT codoit H, a R® i R* HesaBu-
cuMo BbIOpaHbl w3 Tpynmbl, coctosmed u3 Ci-Cg-amkmma, C;-Cg-aTKOKCH, TaJIOTEHA WIH -C(O)Rh, rae
C;-Cg-ankui BIsCTCS HE3aMCIICHHBIM WIIH 3aMEIICHHBIM IUKIIOATKUIIOM WK TaTOTCHOM.

B HexoTOpbIX BapuaHTax OCYLIECTBICHUS R® i R®, kasprid, npencTapsior coboit H, a R* u R* nesapu-
cUMO BBIOpaHHI U3 Tpymmsl, cocrosiel u3z Cl, F, -CHj, -OCHj;, -CF3, -CH,CH,F, -CH(CHj),, -C(O)OC(CHa);,

o}

-C(0)CHs, % "V

B HekoTopbIx BapuaHTax OCYIIECTBICHUS R® i R*, kaxpiii, TIpeacTaBsAIoT coboit H, a R* i R® Hesasu-
cuMo BbIOpaHbl w3 Tpynmbl, coctosmed n3 Ci-Cg-amkmma, C;-Cg-amKOKCH, TaJIOTEHA WIH -C(O)Rh, rae
C,-Cg-amkun sSBisieTcs He3aMeIeHHBIM MITH 3aMEIIEHHBIM IUKJIOATKHIIOM FUTH TaJOTE€HOM.

B HEkoTOpBIX BapuaHTax OCYLIECTBICHUS R* u RGd, Ka)IbIi, IpeCTaBIs0T coboit H, a R* 1 R® nesasu-
cUMO BBIOpaHHI U3 Tpymimsl, cocrosielt u3z Cl, F, -CHj, -OCHj;, -CF;, -CH,CH,F, -CH(CHj),, -C(O)OC(CHa);,

o]

-C(0)CHs, % "V

B HEKOTOPBIX U3 JTIOOBIX BHINIIEYKa3aHHBIX BAPHAHTOB OCYIIECTBICHUS TPH U3 R® R® R®* u R BEIOpaHBI
n3 Tpymmsbl, cocrosmeit u3z Ci-Cg-anxumna, C;-Cg-aTKOKCH, TalOTeHa A -C(O)Rh, rae C;-Cg-anxkun sBaseTcs
HEe3aMEIICHHBIM WIH 3aMeIIeHHBIM NHUKIOATKIIOM HIIH TaJOT€HOM.

B HexoTophIX BapuaHTax OCYILIECTBIEHUS TPU U3 R R®, R* u R™ BBIOpAHBI U3 TPYIIIBI, COCTOSIIEH U3

o}
Cl, F, -CHj3, -OCH3;, -CF;, -CH,CH,F, -CH(CH3;),, -C(O)OC(CHj);, -C(O)CHj, HL)‘V u W :

B HEKOTOPHIX BapHaHTax ocymecTBieHns R®, R®, R® u R® kaxcprit BBIOpaHbI U3 IPYIIIBI, COCTOSIIEH 13
C,-Cs-anxmuna, C,;-C4-aIKOKCH, TajJoTeHa HIN —C(O)Rh, rae C-C¢-anKkuil sBIISIETCA HE3aMEIIEHHBIM W 3aMe-
IIIEHHBIM IUKJIOATIKAIOM WM TaJIOTCHOM.

B HexoTopbIX BapraHTax OCYIIECTBICHUS R R®, R u R*, kaxpiii, MPECTaBISAIOT COOOM BOJIOPO/I.

7 s

N
RE-X;

4 Ce

A
B HEKOTOPBIX BapuaHTax OCYIIECTBICHHUS

MPECTaBIsET COO0H - X, OTCYTCTBYET, Mpe.-

dohy ey - )

CTaBJISIET cOOOM i ; m paBHO 1-6; R™ mpencraBnser coboit Bomopon, C;-Cs-amkm,
C,-C¢-amKoKcH, TaJoreH WiIn —C(O)Rh, rae C;-Cg-ankun sSBIIS€TCS He3aMEIICHHBIM W 3aMEIICHHBIM ITUKIIOA-
KHJIOM WM TaJOT€HOM; a R" BBIOpaH w3 rpymmsl, cocrosimeid w3 H, C,-Cg-ankuna, C;-Cg-aJKOKCH HIH
C;-Cy-1IUKI0QIKHIIA.

- N
Gy Ge R®-X3

B HCKOTOPBIX BapHaHTax OCYHICCTBJICHUSA G5 MpCACTaBJIACT coboit > Xz OTCYTCTBYCT, a

R® Bri6pan w3 ogopoma Cl, F, -CHs, -OCHs, -CFs, -CH,CH,F, -CH(CHs),, -C(O)OC(CHs)s, -C(O)CHs,
(o]

Gai“ies o
B HECKOTOPBIX BapHaHTax OCYIICCTBJICHUS Gs MpCACTaBJIACT COGOI/I

6b_ Y.
R™2 X, orcyrcrtByer, a
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o]

b BBIOpaH u3 Bogopona, -CHs, -CH,CH,F, -CH(CH3;),, -C(O)OC(CHj3);, -C(O)CHs, HL)‘V " W .

=z =
Réa
R6Y

MIpeaCTaBIsieT coboit ) ,

=

G;‘,—
| X H

Gy é‘ -~ Gg
TpEeJCTaBIsIeT COO0OH  °

G- Gg
B HCKOTOPBIX BapUaHTaX OCYIICCTBJIICHUA 4

B HexoTOphIX BapWaHTax OCYIICCTBICHHUS

T

6C o v

R, rae R®, R®, R u R®, kasxzplit He3aBHCHMO, BEIOPAHBI M3 TPYIIIBI, COCTOSIICH H3
C,-Cs-anxuna, C,;-C4-aIKOKCH, TajJoreHa HIN —C(O)Rh, rae C,-C¢-anKuil sBISIETCA HE3aMEIIEHHBIM W 3aMe-
IIIEHHBIM IUKJIOAIKUIOM HIIA TaIOTEHOM.

- Ge .
B HCKOTOPBIX BapUaHTaX OCYIICCTBJIICHUA G5 MpeACTaBJIACT coboit

7 =
= Réa
=z =z
Rz 2 | |
| Naw Naw
Nx REC Ré®
=
Z z Z z Z ~ Z
NZ
R% 62
1 L1 [ TN Y1 TPy Y
|
S R Sy RS SNTRY ge N R ROYORM N N RB"J%N
N\ N N\ N
c Reh

61:

* mm s rae R6a, R6b, RGC u R6d,
KOKIBIA He3aBUCUMO, BhIOpaHBl W3 rpymsl, cocrosimeid u3 C;-Cg-ankwmia, C;-Cg-aqKOKCH, TaJIOT€HA WIH
—C(O)Rh, rae C-Cg-ankuiI IBIsSETCS He3aMEIEHHBIM HIIH 3aMEIEHHBIM [UKIOAIKHUIOM HIIH TaJIOT€HOM.

=
R6a
B HekoTOpBIX BapHaHTax OCYIIECTBICHUS g™ MpeJICTaBIsIeT cO0OM - tae R*™ BoiGpan u3
o}
rpynmbl, cocrosmen u3 -CHs, -CH,CH,F, -CH(CH3),, -C(O)OC(CHj;);, -C(O)CHs, u W :
=
B HexoTophIX BapHaHTaX OCYIIECTBICHUS G npexacTaBaser coboit . rme R® BBIOpaH W3
o}
rpymmsl, cocrosmiei u3 -CHs, -CH,CH,F, -CH(CH3;),, -C(O)OC(CHj3);, -C(O)CHs, n W :
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g

R6¢

Gy=-/Ge .
B HEKOTOPHIX BAPHAHTAX OCYIIECTBICHUS G5 MPEJCTaBIsICT OO0 . tae R BBIOpaH U3 rpyI-

(@]
b1, cocrosmedt u3 -CHs, ~CH,CH,F, -CH(CHs),, -C(O)OC(CHs)s, -C(O)CHs, i“)‘w A v

"
Ei
B HekoTOphIX BapuaHTax OCYILIECTBICHHUS GA‘E?GS npeJcTaBisieT coboit R, rae R® u RGd, KaXKIbIA
HE3aBHCHMO, BBIOpaHBI U3 rpymisl, coctosmei u3 -CH;, -CH,CH,F, -CH(CHj3;),, -C(O)OC(CH3)3, -C(O)CHs,

(¢]
/
Rsa
2.Ge

% Y W .
B HekoTOphIX BapuaHTaX OCYILECTBICHHUS g MpEeJICTaBISIET CO00it R, rue R% u R(’d, KasKIbIi
HE3aBHCHMO, BBIOpaHbI U3 rpymimsl, coctosmei 3 -CH;, -CH,CH,F, -CH(CHj3;),, -C(O)OC(CH3)3, -C(O)CHs,

o
%/
MpEACTaBIACT coboit .

J N

B ApyrHX BApHAHTAX OCYIIECTBIEHUS 6 °  mpeicTaBisier coboii

B Hexoropeix BapuaHTax ocymiectBicHus G u G, Kaxapli, npeacraBisior coboii CH; R' MIpEACTAaBIISAET
co6oii -OH; R BIGpan m3 rpymmsl, cocrosmeii u3 -C(O)R?, -S(O)R®, -S(0),R®, -NHC(O)R?, -NHS(O),R°,
—CI—C6-aJ'IKI/IJ'I—Rf, -C,-Cg-ankennin-R®, He3aMEIEHHOIO MM 3aMELIEHHOTO LUKJIOAIKNAIA, HE3aMEILEHHOIO WIIH
3aMEIICHHOTO IHKIOAJKCHUIA U HE3aMCIICHHOTO WJIM 3aMEIICHHOTO TeTepPOLUKIOANKIIIA, R’ MPEJICTABISACT
co6oit Bomopon, C;-Cg-aKoKCH WM TaJloTeH; a R*n R, kaxbIii, npeacTaBisaioT coboit H. B HekoTophIX Bapu-
anTax ocymectBieaus G, u G,, KaxIbIi, MpeactaBisior codboi CH; R! npencrasiseT coboit -OH, a R? BEIOpaH
13 rpymmsl, cocrosieit u3 -C(O)R?, -S(0),R®, -NHC(O)RY, -NHS(0),R°, -C,-Cg-ankenni-RE i HesaMeImeHHOro
WM 3aMEIIeHHOTO NUKIoalkennna; R mpencrasnseT coboit Bogopon, -OCH; umu F; a R*n RS, KaXKZIbIH, TIpe-
cTaBIsIOT coboii H.

B HekOTOpBIX BapHaHTaX OCYIIECTBICHUSI

Gy u G,, KaXIpIi, MpencTaBisioT coboit CH;

R! npeactasiset coboi -OH;

R? BBIOpaH u3 rpymmsl, cocrosmei u3 -CHO, -C(O)CHj;, -C(O)CH,F, -C(O)CH=CH,, -S(0),CH=CH,,
-C(0O)C=CH, -C(0)C=CCH;, -NHS(O),CH=CH,, -NHC(O)CH=CH,, -C(0O)C(=CH,)CH;,

TS G PPN ° :

R? npencrasiseT coooit Bomopon, -OCH; wmu F;

R*uR’ , KOKJIBIH, TIPEICTaBISIOT coOoii H.

B HEKOTOpBIX BapuaHTax ocyimectBieHns G, u G, Kaxmblii, npeacTasmsior coboit CH; R? mpencrasisier
co6oii -OH; R' BIGpan u3 rpymmsl, cocrosmeii u3 -C(O)R?, -S(O)R®, -S(0),R®, -NHC(O)R?, -NHS(O),R°,
—CI—C6-aJ'IKI/IJ'I—Rf, -C,-Cg-ankennin-R®, He3aMEIEHHOIO MM 3aMELIEHHOTO [UKIOAIKNAIA, HE3aMEILEHHOIO WIIH
3aMEIEHHOr0 LUKIOATKEHNUIa U HE3aMEIIEHHOTO WM 3aMEIEHHOI0 TeTepOLMKIOANKIIA; R’ MpeCTaBIseT
co6oii Bogopos, C,-Cg-ankokcu mmm ranoren; a R* u R®, kasplii, npeacrapisior co6oii H. B HeKoTOphIX Bapu-
anTax ocymectBieHus G u G,, KaxIbIi, npeacTaBisioT cobdoit CH; R? npejcTasiser coooi -OH; R' BEIOpaH
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w3 Tpymmsl, cocrosmeii u3 -C(O)R?, -S(0),R%, -NHC(O)RY, -NHS(O),R°, -C,-Cg-ankenni-RE 1 He3aMemeHHOTo
WM 3aMEIICHHOI0 [UKI0AJIKCHMIIA; R? npejacTaBiseT codoit Bogopon, -OCH; wmu F; a R*n RS, KaKIbIH, Ipe-
cTaBsIoT coboit H. B HexoTopwix BapuanTax ocymectBieHust G, U Gj, KaXIblid, TpeacTaBisaior coboit CH;
R? mpencraBimsier coGoit -OH, a R' Beibpan u3 rpymmsi, cocrosmieii u3 -CHO, -C(O)CHs, -C(O)CHSF,
-C(O)CH=CH,, -S(0),CH= CHZ, —C(O)C=CH —C(O)C=CCH3, —NHS(O);CHZCH;, -NHC(O)CH=CH,,

Jgﬁv@

-C(0)C(=CH,)CH;, °, 9 R® mpen-
craBisier coboit Bomopon, -OCH; miu F; a R*u R®, kaskpiii, MIpeACTaBIAIOT codoit H.

[N
B .]'IIO6OM 13 BBIIICYKA3aHHBIX BAPUAHTOB OCYILECCTBJICHU A =4 MpCACTaBJIACT C06OI/I

55555555

=
4 = z Z 4
N7

Réa |

= | = | = | NZ | ~ N | N =

\N RSY \N RS \N RE et X REe R X R N N RE"

> > > > > >

N \ N /i N \ N

50 Rﬁb

l/[J'IM

rae R(’a, R(’b, R® u RGd, Ka)KL[LIﬁ HE3aBUCHMO, BBIOpaHBI W3 rpymmbl, cocrosimeil u3 C;-Cg-ankmia,
C,-C¢-aKOKCH, TaJIOTCHA WIIH —C(O)Rh, rae Ci-Cg-anKuil sBIsSeTCS HE3aMEIICHHBIM WIM 3aMEIICHHBIM ITHKJIO-
AJIKUJIOM HJIH TaJIOTEHOM.

B HekoTopeix BapuaHTax ocymiectBieHus G u G, Kaxapii, npeacrasisior coboit CH; R' MIpEACTAaBIISAET
coboit -OH; R’ BeGpan u3 rpymmsl, cocrosmieii m3 -C(O)R?, -S(O)R®, -S(O),R®, -NHC(O)RY, -NHS(O),R",
—CI—C6-aHKI/IH—Rf, -C,-Cg-ankeHnn-R®, He3aMEIEHHOTO WM 3aMELIEHHOTO LUKIOAIKMIA, HE3aMEILEHHOTO WIH
3aMEIICHHOTO IUKIOANKEeHNIa U HE3aMEIIeHHOTO WM 3aMEIEHHOT0 TeTePOIHKIOANKIIA; R’ MPENCTaBIsAET
co6oit Bomopon, C;-Cs-amKkoKCH WU TAJIOTEH; a R* u R’ 00BeIUHSAIOTCS TSI 00pa3oBaHUs -S-. B HEKOTOPHIX
BapuaHTax ocymectBieans G; u G,, Kaxnmelid, npeactaBisior coboit CH; R! npexacrapiseT coboit -OH, a
R? BBIGpan u3 rpymsl, cocrosimeii u3 -C(O)R?, -S(0),R®, -NHC(O)RY, -NHS(O),R¢, -C,-Cs-ankenni-RE u He-
3aMEMIEHHOT0 WM 3aMEMICHHOTO IUKIOATKEHUIA; R’ npeacTapusetr coboit Bomopon, -OCH; wiu F; a R'u R’
00BEIUHSIOTCS U 00pa3oBaHus -S-. B HEKOTOPHIX BapuaHTax ocymiectBieHus Gy u G, KaXIbIi, TIPEACTaBIIS-
10T coboii CH; R' npencrapiser coboit -OH; R? BbIOpaH w3 rpynmsl, coctosmed u3 -CHO, -C(O)CHs,
-C(O)CH,F, -C(O)CH=CH,, -S(O),CH= CH2, -C(O)C=CH, -C(0)C=CCH;, -NHS(0O),CH=CH,,

(o]

“NHC(O)CH=CH, -C(O)C(=CH,)CH,, E)Sﬂo %CO% W@NK@ %IY?YQ?

R’ npejcTasiser coboit Bogopox, -OCH; nnu F; a R*u R’ 061>ez(I/IH${}0Tcs{ JuIs 00pa3oBaHus -S-. B HEKOTOpPBIX
BapuaHTax ocymecTBlIeHUsI G ¥ Gy, xanmit, mpecganor coboii CH; R? npencrapiser coboit -OH; R' BHIOpaH I/I3
rpymms,  cocrosmeii m3  -C(O)R?,  -S(O)R®, -S(O),RS, -NHC(O)R“l -NHS(O),R®, -C;-Cg-ankui-R’,

-C,-Cg-ankennn-RE, He3aMEMIEHHOTO WM 3aMEIIEHHOTO IUKIOAIKHIIIA, HE3AMEIEHHOTO I 3aMELIEHHOTO IIHK-
JNOATKCHWIA M HE3aMEIICHHOTO MM 3aMEIICHHOrO TeTepOLHKIOaIKiIa; R® mpencraBiser coGoil BOIOPOL,
C;-Cg-ankokcn win ranores; a R* u R® oGbeaunstorest st oGpasoBaHns -S-. B HEKOTOPBIX BapHaHTaX OCYIIC-
cteieanst G, u G,, K&K, npeactapisitor codbort CH; R? npexacrasisieT coboit -OH; R! BBIOpaH M3 TPYIIIHI,
cocrosimeii u3 -C(O)R?, -S(0),R%, -NHC(O)RY, -NHS(O),R", -C,-C¢-ankennin-RE # HE3aMEIIEHHOTO HIIH 3aMe-
MICHHOT'O IUKJI0ANKeHWa; R mpencrasisier coboit Bomopon, -OCH; wiu F; a R* 1 R’ oGbeauustorest st o0pa-
30BaHus -S-. B HexoTOpBIX BapuanTax ocymectsiernns G, u G, kKaxslii, npeactapisior codoit CH; R* mpen-
craBisieT coGoii -OH, a R' BBIOpaH u3 rpymisl, coctosmen uz -CHO, -C(O)CHj;, -C(O)CH,F, -C(O)CH=CH,,
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-S(0),CH=CH,, -C(O)C=CH, -C(O)C=CCHs;, -NHS(O),CH=CH,, -NHC(O)CH=CH,, -C(O)C(=CH,)CHs,
(o]

E)S(O/
Soreh U L °
L4 ~o o T
, , , , u : R

3 .
npescTaBisieT cobol Bomopo,
-OCH; mwm F; a R* u R’ 06beaunsiores 1 06pasoBanus -S-. B MoGoM U3 BEINIEYKa3aHHBIX BAPHAHTOB OCYIIIE-

N
R-X;

CTBJICHHS MpeaCTaBIsAeT Ccoboit . X, orcyreryer, a R® Beibpan u3 Bomopoma, -CHs,
o}

-CH,CH,F, -CH(CHj;),, -C(O)OC(CHs;)s, -C(O)CHj;, ?‘W u W

B HeKOTOpLIX BapHaHTaX ocymeCTBneHm onuH u3 G u G, npencrapinsieT codoit N, a Apyroi mpeacTaBis-
et co6oit CH; R' mpexcrasmster co6oit -OH; R? BEIGpaH U3 IPYIIIBL, COCTOSIICH H3 —C(O)Ra, -S(O)R®, -S(O),R°,
—NHC(O)Rd, -NHS(O),R", —CI-C(,-aHKI/IH—Rf, -C,-Cg-ankeHm-RE, HE3aMELEHHOTO WM 3aMELIEHHOrO LIUKJIOA-
KHJIa, HE3aMEIIEHHOTO MJIH 3aMENICHHOTO IMUKJIOANIKSHIIA M He3aMEIIEHHOTO MU 3aMEIICHHOTO TeTePOITUKIIO-
ajKuia; R’ npejactaBisieT coboit Bogopo, Ci-Ce-amKkoKCH HITH TaJIOTEH; a R*u R’ , K&KIBIH, IPEICTABISAIOT CO-
6oii H. B HekoTOpBIX BapuaHTax ocymiecTBieHus: oquH u3 G; u G, npencrasiser coboii N, a Ipyro mpeacras-
mser coboit CH; R? mpexncraBmser coGoii -OH; R' BeiGpan u3 rpymmsl, cocrosimeii u3 -C(O)R?, -S(O)R®,
-S(0),R¢, -NHC(O)Rd, -NHS(O),R", —Cl-Cé-aHKI/IH—Rf, -C,-Cy-ankeHun-RE, He3aMeELEHHOr0 WM 3aMEIEHHOIO
IUKJIOATKHIA, He3aMEIEHHOTO MM 3aMEIIeHHOTO IMKIOANIKEHIIA U He3aMEIIEeHHOTO WM 3aMEIEHHOTO TeTe-
POLMKIIOATIKANIA; R’ npezcTaBisieT coboit Bogopox, Ci-C¢-aKOKCH WK TallOTeH; a R'u RS, KaXX[bIH, IpeICTaB-
nsroT coboit H.

B mo6oMm u3 BBIIICYKA3aHHBIX BAPUAHTOB OCYIICCTBJICHUSA mpeaAcCTaBJIACT coboit

z
z z = = = =z
6a N
R 6a
0 2L 0aN i
\N R \N LR X RO Reb A Re® REY A Red NN Ran

N

z

50

N\ N N/ Nﬁ/lN
°° R°° Ry RE

rae Réa, Réb, R® u R6d, KarK b HCBaBI/ICI/IMO, BBIOpaHbl W3 rpymmbl, coctosmed u3 C;-Cg-ankwmia,
C,-C4-amKoKcH, rajoretHa Win —C(O)Rh, rae C;-Cg-ankuma sBisieTcs He3aMEIIEHHBIM WM 3aMEIIEHHBIM [HKJIO-
AJIKUJIOM VT TaJIOTEHOM.

B HekoTOphIX BapuaHTax ocylnecTieHus oauH u3 Gy u G, npeacrapiset coboit N, a qpyroii npencTaBis-
et coboit CH; R npejacTasiset coboit -OH; R? BBIOpaH W3 rpymisl, cocrosimei u3 -C(O)R?, -S(O)Rb, -S(0),R¢,
—NHC(O)Rd, -NHS(0),R", —CI-C6-anKI/m—Rf, -C,-Cy-ankennn-RE, He3aMEIEHHOrO UM 3aMEIEHHOrO IUKI0A-
KWJIa, He3aMEIICHHOTO WIIM 3aMEIICHHOTO MUKIOANKCHIIA U HE3aMEIICHHOTO U 3aMEIICHHOTO TeTePOIMKIIO-
aNKuia; R’ npencrapusier cobor Bogopox, C;-Ce-aJKOKCH WU TalloTeH; a R* u R’ o6beauustorest ast o0pazo-
BaHUS -S-. B HEKOTOPHIX BapuaHTaxX ocymiecTBieHus: oqud u3 G; u G, npeacrapiseT coboii N, a apyroi npen-
craBmser coboit CH; R? mpencraBmser co6oii -OH; R' Bei6pan u3 rpymmsi, cocrosmeii u3 -C(O)R
-S(0O)R®, -S(0),R®, -NHC(O)RY, -NHS(0),R¢, -C,-Cg-ankmn-R’, -C,-Cg-ankenmn-RE, He3aMeIEHHOro Wil 3a-
MEIICHHOTO IMKJIOAIKWIIA, HE3aMEIICHHOTO WM 3aMENICHHOTO MHUKJIOANIKEHIIA M He3aMEeIEHHOTO WIIH 3aMe-
IICHHOTO TETePOIMKIIOATKHIIIA; R’ npencraiseT codoit Bomopon, Ci-Cg-aaKOKCH UITH TAJIOTEH; a R* u R® o6we-
TUHSIOTCS 1711 00pa3oBaHUs -S-.
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. RP-X;
B nr0o60oM w3 BEINIEYKa3aHHBIX BAPUAHTOB OCYIIECTBICHHS MIpeICTaBIsIET COOOH 2 > X, o0r-

CYTCTBYET, a R® BeIOpan w3 Bojopoma, -CH;, -CH,CH,F, -CH(CHj;);, -C(O)OC(CHj);, -C(O)CHj,

o]

Ny L

B HeKkoTOpHIX BapuaHTax ocymectsienns G, u G, 06a, npencraBisior coboit N; R! npexcrasmsier coboit
-OH; R’ BbiGpan w3 rtpymmsl, cocrosimeii w3 -C(O)R?, -S(O)R’, -S(O),R°, -NHC(O)R’, -NHS(O),R",
—CI—C6-aHKI/IH—Rf, -C,-Cg-ankeHnn-R®, He3aMEIEHHOr0 WM 3aMELIEHHOTO LUKIOAIKMIA, HE3aMEIEHHOTO WIH
3aMEIIEHHOTO [UKIOATKEHIIA W HEe3aMEIICHHOTO MM 3aMEIICHHOr0 reTepoluKIoankmia; R® mpeacraBiser
co6oii Bogopos, C,-Cg-ankokcu mmm ranoren; a R* u R®, kasplii, npeacrapisior co6oii H. B HekoTOphIX Bapu-
antax ocymectBieHus G; u G,, 00a, nmpencTaBusOT coboit N; R? npeacrasnsger coboi -OH; R' BBIOpaH W3
rpymmel,  cocrosmeii u3  -C(O)R?, -S(O)R®, -S(O),R°, -NHC(O)RY, -NHS(O),R, -C;-Cg-ankun-R,
-C,-Cg-ankeHnn-RE, He3aMENIEHHOT0 WM 3aMEIIEHHOTO IUKIOATKIIIA, HE3aMEIEHHOTO WITH 3aMELIEHHOTO K-
JNOATKEHWIA M HE3aMEIICHHOTO MM 3aMEIICHHOr0 TeTepoLHKIoankuia; R’ mpexcrapiser co6oil BOIOPO,
C,-C¢-aTKOKCH HJIM TaJIOTeH; a R'u RS, KaXIBIH, IpeACTaBIIOT cobor H.

= R4
RS
G-

Gg=- . Gg
B HIO60M 13 BBIIICYKA3aHHBIX BApUAHTOB OCYIICCTBIICHUA G5 peaAcCTaBJIsACT COGOI/I

=
= = = = =
Réa N/ |
z 7z 7z NP LN NE | N/
Sy RO Sy REE SR e X R RO X R Rab

N

fi ¥ W/i
N \ N N \ N
51: RSb

* s

rme R®, R®, R* u R6d Kamzu)m HE3aBHCHMO, BBIOpaHBI W3 Tpynmbl, coctosmei u3 C-Cg-ankuia,
C,-C4-amKoKCH, TajjoreHa Win —C(O)R , Tie C,-Cg-anku sBIISIETCA HE3aMENIEHHBIM MM 3aMEIIEHHBIM IIHKIIO-
AJIKWJIOM HJIH TaJIOTEHOM.

B HekoTOphIX BapuaHTax ocymectsienns G, u G, 06a, npencraisior coboit N; R! npexcrasmsier coboit
-OH; R BeiGpan u3 rpymmsl, cocrosmieii u3 -C(O)R?, —S(O)Rb, -S(0),R¢, -NHC(O)RY, -NHS(O),R",
—CI—C6-aJ'IKI/IJ'I—Rf, -C,-Cg-ankennin-R®, He3aMEIEHHOIO MM 3aMELIEHHOTO LUKJIOAIKNAIA, HE3aMEILEHHOIO HIIH
3aMEIICHHOTO IHUKIOAJKCHUIA U HE3aMCIICHHOTO WJIM 3aMEIICHHOIO TeTepPOLUKIOANKIIIA, R’ MPEJCTABISICT
coboii Bogopoa, C;-C¢-alKOKCH WIIH TaJIOTEH; a R* u R’ o6wemuusitorest st oOpa3zoBanus -S-. B HEKOTOPBIX
BapuaHTax ocymectBieHus G, u G,, 00a, mpeacTaBisoT codoit N; R? npezacTasisieT coboit -OH; R' BHIOpaH U3
rpymms,  cocrosmeii m3  -C(O)R?,  -S(O)R®, -S(O),R°, -NHC(O)RY, -NHS(O),R®, -C,-Cg-ankmi-R’,
-C,-C¢-anmkeHnn-RE, He3aMeIEHHOTO MIIN 3aMEIMICHHOTO LUKIOATIKHIIA, HE3aMEIIEHHOTO MIIN 3aMEIICHHOTO LUK-
JIOATKEHWIAa ¥ HE3aMEIEHHOTO WM 3aMEIIEHHOTO TeTepPOIMKIIOaIKUIIA; R? MPEeNCTaBIsIeT COO00W BOAOPO/,
C,-C4-anKOKCH HJIH TaJIOTeH; a R* u R’ o6beaunsiores s obpazoBaHus -S-.

Ty

RSN . ROb-X;
B .]'IIO6OM 13 BBIINICYKA3aHHBIX BAPUAHTOB OCYIICCTBIICHUS Gs MpCACTaBJIACT C06OI/I > X2 oT-

cyrerByer, a R® BeiGpan w3 Bomopoma, -CH;, -CH,CH,F, -CH(CHs), -C(O)OC(CH;);, -C(O)CHs,

o}
%M H/w
B HEKOTOPHIX BapHaHTaX OCYIIECTBIECHHs, kKoraa R' mpencrasmser coGoit -OH; R mpexcraBiser coGoit

-CHO; R? npencrapisieT coboit H; Gy, Gy, G3, G4 u Gg, KaxapIii, npeactapisatoT coooit CH; a R'nu RS, Ka K IbIH,
npeactaBisiroT coboit H, Gs ve snsercs CH, CBr, COCH;3, CCH3, CCl wiu CF. B HekoTOpBIX BapuaHTax OCy-
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IIECTBJIEHUSI, KOTa R' npezacrasisger coboit -OH; R? npencraenser cobdoit -CHO; R’ npencraeiser coboi H;
G1, Gy, G, Gs 1 Gg, KaxbIid, npeacraBisoT coboir CH; a R u RS, KaXIbli, peacTaBisioT coboit H, G, He
sisiercst -CFs. B HEeKOTOpBIX BapHaHTaX oCyIecTBICHMs, koraa R' mpeacrasmser coboit -CHO; R? mpencras-
nseT coboit -OH; R’ npencrasiseT coooit H; Gy, Gy, G4 u Gg, KaxapIid, mpeactabisitot codoit CH; R*u R, kax-
IIeIiA, TipeacTaBisiioT coboit H; a G; mpeacrasmsier coboit -OCH;, Gs He sBisieTcss H-TPOMUIoM. B HEKOTOPBIX
BapHAHTaX OCYIICCTBICHMsS, korma R' mpencraBmser co6oii -NHC(O)CH;; R* mpencraBmser co6oit -OH;
R’ npeactasisiet coboit H; G u G, kaxxaplid, npencrasisaor coboit CH; a R*u R’ , K&XIBIH, TPEICTABIISIOT CO-
6oii H; mo menwimeit mepe oqun u3 Gz, Gy, Gs u Gg siBisiercst oTmaHbsiM oT CH.
B onnom acniekre coennnenue hopmyisl (1) ssBisercs coennnenueM dopmyist (I1a)
R1
R3 | \ RZ

G1__~G2

~~ R4

RS
Gy

[+
Gy~- .G
kG; s

(la)

WIH TAyTOMED, WU (papMarieBTUIEeCKU IpUeMIIeMasi COJIb JIF0O0T0 U3 BBIICTICPECUHCICHHBIX,

rae Rl, RZ, R3, R4, RS, G, Gy, Gy, Gy, G5 1 Gg ABIAIOTCS TAKUMH, KaK ornpeseseHo st popmyisl (1) mwim
000 ec BapuaIMK WU BapHUaHTa OCYIICCTBICHHUS, U TJIC CTCPECOXUMHUS 110 OTHOIICHHUIO K TBOWHOW CBSI3H, I10-
kazaHHOU B ¢popmyite (Ia), sBisieTcs TakoH, Kak MpeIcTaBiIeHo B (hopmyie.

B npyrom acnekre coequnenue Gopmynsl (1) sBnsercs coequaenneM dhopmysl (Ib)
R1

(Ib)

WIH TAyTOMED, WU (papMarieBTUIEeCKU IpUeMIIeMasi COJIb JIF0O0T0 U3 BBIIICTICPECUHCICHHBIX,

rae Rl, RZ, R3, R4, RS, G, Gy, G3, Gy, Gs 1 Gg ABIAIOTCS TaKUMH, KaK omnpeseseHo st popmyisl (1) wim
000 ee BapuaIMK WU BapHUaHTA OCYIICCTBICHHUS, U TNIC CTCPECOXUMHUS 110 OTHOIICHHUIO K TBOWHOW CBSI3H, I10-
kazaHHoU B popmye (Ib), sBiseTcs Takoi, Kak MPEACTaBICHO B (hopMyIIe.

CrnenyeT MOHUMATh, YTO, €CIIM HE YKa3aHO MHOE, JIIOObIE M3 BapHAaHTOB OCYIIECTBICHNUS, ONMCAHHBIX B Ha-
CTOSIIIEM JOKYMEHTE, HalpuMep OINHMCAaHHBIX 110 OTHomeHuto K Gopmyne (A), dopmyrne (A-1),
dbopmyne (A-2), popmyne (1), dopmyne (Ia) u popmyne (Ib), Takke mpeaHa3HAYCHBI JUTS TIPUMEHEHUS K 000
Ipyroid ¢opMmylie, ONWCAHHOW B HACTOANIEM JOKyMeHTe, BKIodas Qopmyny (A), dopmyny (A-1),
(opmyiy (A-2), popmyiy (I), popmyiy (la) u popmyay (Ib).

B HEKOTOPHIX BapHaHTax OCYIIECTBIICHHS B HACTOSIIEM JOKYMEHTE MPEII0KEHBI COSANHEHHS M UX COJIH,
OIKCaHHEIC B TA0M. 1.

Tabiumna 1
Ne coen. Xumuyeckast CTpyKTypa XuMuyeckoe HasBaHHe
1 OH (E)-2-runpoxcu-3-meToxcu-5-(4-
MeO CHO
O METOKCHCTUPHIT)GEeH3aIber H

OMe
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[o]
N )-8

(2]
==
(o]

(E)-2-runpokcu-3-merokcu-5-(3-
(rpudropmerin)cTupun)OeH3anbaeru

it

o] !
(9]
M
©

H 5-(4-xnmopCcTHPUI)-2-THAPOKCH-3-
MeO. CHO
O METOKCHOEH3aIbCT U]
=
(E)-2-runpokcu-3-MeToKCcH-5-
Me CHO

[o]
O\Ogg

CTUpUIOeH3aIbACTH

(E)-5-(3,5-nudropcrupun)-2-

CUAPOKCH-3-METOKCUOEH3aIbACT U

(E)-5-(2,4-nudropcrupuin)-2-

CUAPOKCH-3-METOKCUOEH3aIbACT U

-44 -




042453

7 OH (E)-5-(4-¢ropcrupuin)-2-ruapoxcu-3-
MeO CHO ~
O METOKCHOCH3aITBACTH/
=
F
8 o (E)-2-runpokcu-3-metokcu-5-(4-
MeO CHO _
O (TprdrropMeTIT)CTHPIIT)OSH3ATbACTH
hit
=
CF;
9 (E)-1-(2-runppoxcu-3-merokcu-5-(4-
METOKCHCTHpIT)beHnn)3Tan-1-0H
10 (E)-3-dprop-2-runpokcn-5-(4-
METOKCHCTHPILT)OeH3aIberH
11 (E)-3-¢rop-2-runpoxcu-5-(3-

(TprGTOPMETHIT)CTHPMIT )OS H3ATbACTH

pi g
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CHO

TPeT-0yTHII 2-(3-popmun-4-
THAPOKCH-5-MeToKcueHi)-6,7-
JUrUAPOTHEHO(3,2-c]nupuauH-

5(4H)-xapOokcunar

OH
MeO. CHO

HN

2-THAPOKCH-3-MeTOKCH-5-(4,5,6,7-
TeTparupoTHeHo[3,2-clmupuauH-2-

nin)0eHsanbaernaa TuAPOXIOPHL

CHO

5-(5-(uuxronponaHkapOOHIL)-
4,5,6,7-terparuaporueHo|3,2-
c]MMpUANH-2-1T)-2-THAPOKCH-3-

METOKCHOEH3a IbIET T

CHO

5-(5-auerun-4,5,6,7-
TeTparuapoTHeHo[3,2-clnupuaux-2-
WIT)-2-THAPOKCH-3-

METOKCHOEH3a IbIer 1T
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CHO

5-(5-(2-¢propatin)-4,5,6,7-
TeTparuapotHeHo[3,2-clnupuaux-2-
WT)-2-TUAPOKCH-3-

MeTOKCI/I6eH3aJ'Ib,Z[6FI/IH

CHO

5-(5-(uuxnonponunmerun)-4,5,6,7-
TeTparuapoTHeHo[3,2-clmmpuany-2-
WT)-2-TUAPOKCH-3-

MeTOKCI/I6CH3aJ'IbZ[eFI/IH

3-¢rop-2-runpoxcu-5-(5-merun-
4,5,6,7-tetparuapoTueHo|3,2-

555

c]nupuann-2-un)oeHsanbaerus

OH

CHO

5-(5-auernn-4,5,6,7-
TeTParuapoTHeHo[3,2-cmmpuann-2-
uin)-3-¢prop-2-

IUIPOKCUOEH3aIbACTHA
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20

CHO

2-ruapoxcu-5-(S-uzonpomnui-4,5,6,7-
TeTparuipoTHeHo[3,2-c]nupuans-2-

W1)-3-METOKCUOCH3aJbIeT U]

21

(E)-2-runpoxkcu-5-(2-(6-
METHIMHPHIHH-3 -

WIT)BUHUIT)OEH3AIbAET U

22

MeO

(E)-1-(2-ruppoxcu-3-MeTokcu-5-(4-
METOKCHCTUPHI )(bEeHMI)Ipon-2-eH- 1 -

OH

23

MeO

(E)-2-metokcu-4-(4-
METOKCHCTHPIL)-6-

(BuHUICY IbQOHMI ) DEHON

24

MeO

(E)-1-(2-runpokcn-3-mMeTokcu-5-(4-
METOKCHCTUPUI )(bEeHU)Ipon-2-1H-1-

OH

(E)-1-(2-runpokcu-3-mMeTokcu-5-(4-
meToxcucTupun)deHmn)oyr-2-un-1-

OH
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26 OMe (E)-N-(2-runpoxcu-3-MeTokcu-5-(4-
wo
A\ O OH | MeTokcuctupui)peHuT)dTeHCYIbHOH
aMH
o NH
s
o]
)
27 OMe (E)-1-(2-runpokcu-3-meTokcu-5-(4-
meo—{ )
A\ O OH | MeToxcucTHp)benmn)-2-
o METHJINPON-2-eH-1-0H
28 OMe (E)-(2-ruppokcu-3-MeTokcu-5-(4-
wo L)
A\ O OH | MeTokcuctHpun)bernm)(2-
o METHJIOKCHPaH-2-HJI)METAaHOH
(o]

29 (E)-6-(2-runpoxcu-3-merokcu-5-(4-
METOKCHCTUPIIT)OEH30MI)-3-
usonexTun-3,4-guruaponupunol2,3-
d]mupumuaun-2(1H)-on

30 OMe (E)-1-(2-runpoxcu-3-merokcu-5-((E)-

meo— )
N\ O OH | 4-MerokcucTHpIT)heHnn)-3-
o (ennnnporn-2-eH-1-oxn
\
31 (E)-3-(2-ruppoxcu-3-merokcu-5-((E)-

4-metoxcuctupun)pennn)-1-

(enmmnporn-2-eH-1-oxn
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32 OMe (E)-N-(3-runpokcu-4-MeTokcH-6-(4-
MeO —
N\ \ ) —OH METOKCHCTHPIT) THPUANH-2-
N NH WIT)ITEHCY IbHOHAMIT
O.y
o‘,/S
)
33 OMe (E)~(2-runpoxcu-3-merokcu-5-(4-
o )
N\ O OH | MeToxcucTHpHI)beHuI)(6-
o METHIJIHPHIIH-3-HJI)METAHOH
N 7
34 OMe (E)-N-(2-ruppokcu-3-merokcu-5-(4-
o)
N\ O OH | MeTOKCHCTHPILT))EeHNIT )aKpIIaMU
NH
o:§
/
35 v/\ OMe 1-(5-(5-(unkaonpOnUIMeTHII)-
N
[\ oH |45.6,7-Terparunporuero[3,2-
S o c]uupuanH-2-11)-2-THAPOKCH-3-
\ METOKCH(EHHI)TPON-2-eH- 1 -0H
36 v/\ OMe 4-(5-(umnxtonponunmerun)-4,5,6,7-
N
| A OH | TeTparuapotueno[3,2-c]mupuann-2-
S s .0 WIT)-2-METOKCH-6-
Q\\\O (BunMICY M OHMT)DeHOoN
37 OMe 1-(5-(5-(unknonponuamMeTi)-
\; N
R OH | 4.5.6,7-TeTparnnporuenol3,2-
S o c]uupuanH-2-1i1)-2-THAPOKCH-3-

METOKCHGEHMIN)Tpon-2-UH- 1 -0H
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38

OMe

B OH

1-(5-(5-(UMKIOIPONTMIIMETHIT)-
4,5,6,7-rerparnaporueHo|3,2-
c]nupuanH-2-1n)-2-ruApoKcH-3-

meTokcubeHn)oyT-2-1H-1-0H

39

N-(5-(5-(uuknonponunmeTui)-
4,5,6,7-rerparuaporueHo|3,2-
c]nupuanH-2-1n)-2-ruApoKcu-3-

METOKCH(bEHUIT )3 TeHCY b OHAMHUT

40

6-(5-(5-(UMKTOTIPOTTHIIMETHIT)-
4,5,6,7-rerparnaporneno|3,2-
c]MMpUANH-2-1T)-2-THAPOKCH-3-
METOKCHOEH30MIT)-3-H30MeHTHII-3,4-
nurugponupuno|2,3-d]nupumunus-
2(1H)-on

41

1-(5-(5-(UMKTOTIPOITHIIMETHIT)-
4,5,6,7-rerparnaporneno[3,2-
c]nupuaun-2-ui)-2-ruipoKcu-3-
METOKCH(EHIIT)-2-MEeTIIIIPOT-2-€H-

1-on

42

(5-(5-(umxmonpormnmeTni)-4,5,6,7-
TeTParuapoTHeHo[3,2-c]mupuaun-2-
WI)-2-THAPOKCH-3-MeTOKCU(eHU )(2-

METUJIOKCUPAH-2-WIT)METAaHOH

43

o

(E)-1-(5-(5-(uuKa0nponuIMeT)-
4,5,6,7-rerparnaporueno[3,2-
c]nupuaun-2-ui)-2-ruApoKCcu-3-
MeTokcubeHun)-3-peHunnpon-2-eH-

1-on
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44

(E)-3-(5-(5-(umknonpormnMeTnn)-
4,5,6,7-terparugpotueHo[3,2-
c]mupuauH-2-11)-2-THAPOKCH-3-
MeTokcuderun)- 1-penunnpon-2-ex-

1-ou

45

N-(6-(5-(LMKIOTPOITHIMETHI )-
4,5,6,7-TerparuaporeHol3,2-
c]nupuanH-2-1i)-3-THAPOKCH-4-
METOKCHITHPUIHH-2-

HIT)3TEHCY IbGOHAMH

46

(5-(5-(umuxnonponunamerun)-4,5,6,7-
TETParuApOTHEHO[3,2-C]mpuanH-2-
WIT)-2-TUAPOKCHU-3-MeTOKCUb e )(6-

METHJITTUPUANH-3-WIT)METAaHOH

47

N-(5-(5-(uuknonponuIMeTHI)-
4,5,6,7-TerparunporueHo[3,2-
c]oupuauH-2-1i)-2-ruApoKCH-3-

METOKCH(EHIIT)aKPIITAMUT

48

(E)-2-runpokcu-6-MeTokcH-4-(4-

METOKCUCTUPUI)OeH3aIIbAST U]

49

4-(5-(uunonponunmerun)-4,5,6,7-
TETParuApOTHEHO[3,2-C]mpuanH-2-
WT)-2-THAPOKCH-6-

METOKCUOEH3abIeru I
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50

OMe

(Z)-2-runpokcu-3-meTokcu-5-(4-

METOKCHCTHPHIT)OCH3aIbACT U]

51

MeO \

(E)-2-¢prop-1-(2-runpokcu-3-
METOKCH-5-(4-

METOKCHCTHPHI)eHIT)3Tan-1-01

MeO

(E)-2'-runpokcn-3'-mMerokcu-5'-(4-
metokcucTupun)-4,5-auruapo-[1,1'-

Gudennn]-2(3H)-on

53

MeO

(E)-2'-runpokcu-3'-merokcu-5'-(4-
METOKCHCTHpUI)-5,6-auruapo-[1,1'-

oudenun]-2(1H)-on

54

MeO

(E)-2'-runpokcu-3'-meTokcu-5'-(4-
meTtokcucTupun)-[ 1, 1'-6upennn]-2,5-

TIHOH

55

(E)-4-¢rop-2-runpokcu-5-(4-

MBTOKC]/lCTHp]/IJ'I)ﬁeHSaJ'IBI[eFHI[
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56 OH (E)-2-runpokcu-3-meroxcu-5-(2-
MeO CHO
(UpUIMH-2-1I1)BUHI)OeH3aIbAeT U ]
=
Z N
)
57 OH (E)-2-runpokcu-5-(2-(mupuaus-2-
CHO ~
WIT)BUHUIT)OeH3aTbIET M
=
Z "N
S |
58 OH (E)-2-runpokcu-3-MeTokcu-5-(2-
MeO. CHO
(nupunuH-4-u1)BUHIIT)GEH3aIb AT U ]
=
=
< |
N
59 OH (E)-2-runpokcu-3-merokcu-5-(2-(6-
MeO CHO
METHIMHPHIHH-3-
WIT)BUHIIT)OeH3aTbIET M
=
~
N
Me
60 OH TpeT-OyTHI (E)-4-(3-popmun-4-
MeO. CHO
THAPOKCU-5-
METOKCHUCTHPII)THIepHAH-1-
=z kapOokeunar
N
Boc
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61

CHO

(E)-3-¢rop-2-runpokcu-5-(2-

(TTIpUTH-2-1I1)BUHIT) OeH3aIbAeTH ]

62

CHO

(E)-3-¢rop-2-runpokcu-5-(2-(6-
MEeTUIIMUPUANH-3 -

WIT)BUHIIT)OeH3TbAET M

63

m
o
X
o

(E)-3-¢rop-2-runpokcu-5-(2-

(MpuIHH-4-1I1)BUHIT)OeH3aIbACT U]

64

n

CHO

TpeT-OyTun (E)-4-(3-dprop-5-
topmun-4-
THAPOKCUCTHPHI)TUTIEPUANH-1 -

kapOokcunar

65

(E)-2-runpokcu-3-meroxcu-5-(2-
(HadTanmuH-2-

WIT)BUHUIT)OEH3aIbAEI U]
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66 OH (E)-2-runpokcu-3-mMeTokcn-5-(3-0kco-3-
MeO CHO
O (ennnnporn-1-en- 1 -un)OeH3anbaerus
=
0
67 OH (E)-2-ruppoxcu-5-(4-rugpokcu-3-
MeO CHO
O METOKCHCTHPHJI)-3-METOKCUOEH3ANbAET 1]
=
l OMe
OH
68 OH (E)-2-rugpokcu-3-mMeTokcu-5-(3-
MeO CHO
MopdonrHo-3-okconpor-1-ex-1-
nn)0eH3anbaerna
=
07N
o]
69 (E)-5-(2-([1,1'-6udenun]-4-mn)Burnn)-2-

FH/IPOKCH-3-METOKCHOEH3AJIbIer U
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70

(E)-5-(2-([1,1'-6udpenmn]-4-
WI)BHHUIN)-3-TOp-2-

TUAPOKCUOEH3AIbACT U

71

5-(2-(2,3-
nuruapodensolb][1,4]auokcuy-6-
WIT)BHHUIT)-2-TUAPOKCH-3-

METOKCUOEH3aIbIEer U

72

(E)-5-(2(2,3-
nuruapodensolb][1,4]auokcuH-6-
WI)BUHUI)-3-¢TOp-2-

rUAPOKCUOEH3aIbACTHA

73

n_/

(E)-2-runpokcu-3-meTokcu-5-(4-

MopdoauHoCTHpUIT)OeH3AIbACI U
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74 OH (Z)-2-runpoxcu-3-meTokcu-5-(4-
MeO CHO ,
O MOP(}OIMHOCTHPWIT)OEH3ATbAETH
l =
75 OH (E)-3-¢prop-2-ruapoxcu-5-(4-
F CHO ~
O MOP(}OIMHOCTHPWIT)OH3ATbAETH
=
O
(o]
76 (Z)-3-¢rop-2-runpokcu-5-(4-
MOP(OIUHOCTUPHIT)OEH3AIbAET I
77 (E)-2-rugpoxcu-3-meTokcu-5-(3-
MOPGOTUHOCTHPHIT)OEH3ATbIETH
78 (E)-3-¢Top-2-runpokcn-5-(3-

MOPGhOIMHOCTHPHI)OeH3aIbACT A
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79 (E)-2-runpokcu-3-meTokcu-5-(3-
(UppONUANH- 1 -WT)CTUPIIT)OeH3abAETH
80 (E)-3-¢drop-2-rugpoxeu-5-(3-
(mupponuanH- 1 -un)cTupun)oeHsanbaerng
81 (E)-2-runpokcu-3-MeToKCcH-5-(4-
(TUPpONUANH- 1 -WT)CTUPUIT)OeH3AMbACTH]
82 (E)-3-¢drop-2-ruapokeu-5-(4-

(upponuauH- 1 -un)cTupun)oeH3aabaerns
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83 OH (Z)-3-dprop-2-runpoxcu-5-(4-
F. CHO
C\ O (mupponunus-1-
N O HN)CTHPUIT)OeH3AIbACTH
z
84 OH (Z)-2-runpoxcu-3-meToxcu-5-(4-
MeO CHO
C O (nupponunus-1-
N O HIT)CTHPUIT)OSH3aIbACTH
=
85 CHO (E)-2-ruapoxcu-6-meTokcu-4-(4-
MeO. OH
O (mupponumuH-1-
WIT)CTHPWIT)OSH3aIbACTHA
=z
O
86 CHoO (E)-2-drop-6-runpoxcu-4-(4-
F. OH
O (mupponuus-1-
UN)CTHPUI)OeH3aIbACTHA
=
O
87 OH (E)-2-runpoxcu-3-meTokcu-5-(4-(2-
MeO. CHO ~
O METOKCHITOKCH ) CTHPHIT)OCH3 b=
nerun
4
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38 OH (E)-3-¢rop-2-runpokcu-5-(4-(2-
F. CHO ~
O METOKCHATOKCH )CTUPHII)OeH3a1b-
Acrun
=
\o/\/o
89 OH (E)-5-(4-(1H-nmnpazon-1-un)crupun)-
MeO. CHO ~
O 2-ruApOKCHU-3-MeTOKCUOeH3aIbAeT U]
=z
90 (E)-5-(4-(1H-nmpason-1-um)cTupmun)-
3-¢Top-2-ruapokcubeH3anbAST U]
91 (E)-2-runpoxcu-3-meTokcu-5-(2-

(XMHONMH-6-UIT)BUHIT)OeH3abAETHA
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92

(E)-3-drop-2-ruapoxcu-5-(2-

(XMHONIHMH-6-UIT)BUHIIT)0OeH3abAETHA

93

TpeT-Oy THI (E)-6-(3-popmun-4-
THPOKCH-5-METOKCUCTHPI)-3,4-
nmuruapoxuHonuH-1(2H)-

kapOokcuar

94

TPeT-0y THII (E)-6-(3-Top-5-
(opmmn-4-runpoxcuctupuin)-3,4-
nuruapoxuHonuH-1(2H)-

kapOoKcHnat

95

(E)-3-drop-2-runpoxcu-5-(2-(1-
meTui-1,2,3,4-TeTparuApoX UHOMUH-

6-11)BUHIIT)OCH3AIbACTHA
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96 (E)-5-(4-(muy THIaMHHO )CTHPHIT)-2-
THAPOKCH-3-METOKCHOEH3aIbACTHIL
97 (E)-5-(4-(musTnaMuHo )cTUpHI)-3-
(drop-2-rugpoKcuOeH3aNbaCT U]
98 (E)-5-(4-
(UHMKJIONPONIIMETOKCH) CTUPHIT)-2-
TUIPOKCU-3-METOKCUOH3AIBIETH L
99 (E)-5-(4-

(LMKJIOMPOTTUIIMETOKCH ) CTHPHIT)-3-

(TOp-2-rUapOKCHOEH3ANBACT U]
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100 OH (E)-5-(2-(xpoman-6-11) BUHNI)-2-
MeO CHO _
O THAAPOKCHU-3 -MeTOKCUOEH3a b AeT UL
=
[¢]
101 OH (E)-5-(2-(xpoMaH-6-1T) BHHII)-3-
(TOp-2-rNaPOKCHOCH3ATBICTHA
102 (E)-2-runpokcu-3-meTokcu-5-(4-
(nunepuus-1-
WI)CTUPUI)OEH3ANbACTH
103 (E)-3-¢rop-2-ruapokcu-5-(4-

(nunepuaus-1-

WI)CTUPUI)OEH3ANbACT I
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104

CHO

(E)-2-¢drop-6-runpoxcu-4-(4-
(munepuanH-1-

un)crupui)OeH3anbaerus

105

(E)-4-(4-(4-3munnunepasus-1-
wn)cTupui)-2-¢gprop-6-

THAPOKCHOEH3AIBIET

106

(E)-3-(5-(5-
(unknonponankapGoHui)-4,5,6,7-
TeTParuApOTHEHO[3,2-C|nupuanH-2-
wi1)-2-ruapoxcu-3-Merokcud enmn)-1-

(bennnmpon-2-ex-1-oH

107

(E)-1-(5-(5-
(uuknonponankapbonmn)-4,5,6,7-
TeTPAaruApoTHeHO[3,2-c]nupuaus-2-
W1)-2-ruapoKcH-3-MeTokcud eHmn)-3-

(bennnmpon-2-ex-1-o1
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108 OH O (E)-2-(1,3-nuoxcan-2-mn)-6-prop-4-
F O o (4-(mupponuans- 1-um)ctupuin)deron
=
O
109 OH (\N < | 2-¢pTop-6-((E)-((4-mMeTunmumnepasus-
F O SN N \) 1-umyumuno)mernn)-4-((E)-4-
(nupponunus-1-wn)ctupun)beHon
7
O
110 OH H N'-((E)-3-¢Top-2-runpoxcu-5-((E)-4-
F O \N’N\n/ (nupponupus-1-
° WJT)CTHPIIT)OSH3HITHICH JaLieTOTHAPas
= 70}
O
111 2-¢prop-6-((E)-

(penunumuno)merun)-4-((E)-4-

(nupponunus-1-wn)ctupun)beHon
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112

\Og

2-rop-6-((E)-(2-
dennnrunpaszono)merun)-4-((E)-4-

(mupponuans- 1 -um)cTrpum)eron

N'-((E)-3-¢drop-2-ruapoxcu-5-((E)-4-
(mupponuaus-1-
u)cTupuiT)OeH3UINIeH )0eH30-

THApA3H]

114

N'-((E)-3-drop-2-ruapoxcu-5-((E)-4-
(mupponuaus-1-
w)cTHpUIT)OeH3UIN/IeH )OS H30IICY JIb

(oHorHapazun

115

O O“g

(E)-3-¢rop-2-runpoxcu-5-((E)-4-
(mupponuaus-1-
WIT)CTHPUIT)OEH3AIbIET U] O-

(eHunokcum
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116

2-((E)-3-¢prop-2-runpoxcu-5-((E)-4-
(nupponuaus-1-
HIN)CTHPUI)OCH3WIMACH ) TUAPa3UH- 1 -

Kap6OKCI/IMI/IJ.'[aMI/ILl

117

(E)-3-(3-unHHaMOMI-4-THAPOKCH-5-
metokcubenmn)- 1-penunnpon-2-en-

1-on

118

4-(((E)-3-¢Top-2-runpoxcu-5-((E)-4-
(mupponuaun-1-
WIT)CTHPUIT)OCH3HITHCH )JaMHHO)- | -

METUIITUTIEpA3UHA 1-okcun

119

(E)-3-¢rop-2-runpoxcu-5-(2-(6-
(nupponuauH-1-wn)nupuaus-3-

WT)BUHMIT)OEH3aIbAEr U
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120

(E)-3-¢rop-2-runpoxcu-5-(2-(5-
(nupposnuauH-1-un)nupuaus-2-

V) BUHIIT)OeH3aTbIET M

121

1-(((E)-3-¢drop-2-runpokcu-5-((E)-4-
(nupponuaus-1-
WJT)CTUPUI)OCH3 MU ACH )aMIHO JIMH

a30IMANH-2,4-THOH

122

F. X, OEt
o
z

(E)-3-¢rop-2-runpoxcu-5-((E)-4-
(nupponuaus-1-
WIT)CTHPHIT )OS H3aTbACTHA O-

OTUJIOKCHUM

123

F.
o
=

(E)-2-¢rop-6-(runpokcumern)-4-(4-

(nmupposnuaus-1-un)erupun)beHorn
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124

(E)-2-((uMKIONpONHIAMUHO ) METHLT)-
6-drop-4-(4-(nupponuaus-1-

wun)ctupuin)heHon

125

2-((E)-((4-1MKIOTpONIIMHIePa3HH-
1-un)umuno)merun)-6-prop-4-((E)-

4-(nupponuaus- 1-wr)ctupun)peron

126

2-((E)-((4->Tunnunepasun-1-
unumMuHo )metun)-6-drop-4-((E)-4-

(nupponuauH-1-1)cTupu)heHon

127

2-prop-6-((E)-
(mMopdonrHonmuuo)MeTHN )-4-((E)-4-

(nupponuauH-1-1)cTHpHI)heHoT
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128

J%Tﬁymn 4-(((E)-3-¢Top-2-

rinpokcu-5-((E)-4-(mupponuans-1-
WIT)CTHPIIT) O H3MIMIEH JaMHHO ) TTIHTTE

pasuH- 1 -xapbokcunat

129

2-prop-6-((E)-(munepaszun-1-
nmmMuHO)MeTHN)-4-((E)-4-
(mupponuauH-1-um)cTupun)penona

THAPOXJIOPHUT

130

(E)-2-runpokcu-5-(4-(3-
TUAPOKCUIUPPOIUANH-1- U1 )CTUPHI)-

3-MeTOKCUOEH3aIbAEr U
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(E)-3-¢Top-2-runpokcu-5-(4-(3-
THAPOKCUHPPOIHANH-1-

WIT)CTHPIIT) O H3ATbAETH

132

(E)-2-runpoxcu-5-(4-(2-
(TMRPOKCUMETHI)TUPPOTUIHH-1-

WIT)CTHPUIT)-3-METOKCHUOEH3AbIAET U

133

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

TpHa30JI-4-um)CTHPUT)OeH3aTbACTH

(E)-3-¢drop-2-runpoxcu-5-(4-(5-
okco-1,5-guruapo-4H-1,2,4-tpuazon-

4-un)cTupuin)OeH3aIbACT A
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(E)-2-runpoxcu-3-merokcu-5-(4-(2-
OKCOTTHPPONUANH-1-

WIT)CTHPIIT)OeH3AIbAETHA

136

E)-5-(4-(6,7-nuruaponupano[4,3-
c]oupason-1(4H)-un)crupun)-3-

(Top-2-ruapoKcuOeH3aNbET U

(E)-3-¢Top-2-runpokcu-5-(4-(2-
okcoTerparuaponupumuaus-1(2H)-

WI)CTUPUI)OEH3ANbAET U

(E)-5-(4-(2,2-nuMeTunreTparuapo-
5H-[1,3]anokcomno[4,5-c]muppon-5-
WIT)CTUPUIT)-2-TUAPOKCH-3-

METOKCHOEH3a IbIer 1]l

-73 -




042453

B)5-(-G4-
IUTHAPOKCHITHPPOINANH- 1 -
WIT)CTHPUI)-2-THAPOKCH-3-

METOKCHOEH3aJTbIET

140

(E)-2-runpokcu-3-meTokcu-5-(4-(2-
okcorekcaruapo-SH-nuppono[3,4-
dJokcazon-5-

WIT)CTHPUIT)OeH3AbIETH

141

(E)-2-runpokcu-3-MeTokcu-5-(4-
(terparunpo-1H-¢ypo[3,4-c]ouppon-

5(3H)-un)ctupuin)oeHsanbaerun

142

(E)-5-(4-(2-okca-7-
asacrupo[4.4]HOHAH-7-1JT)CTUPHIT)-2-

FI/[,Z[pOKCP[-3 -MeTOKCH6CH38.J'IbI[6FHIl

143

(E)-2-runpokcu-3-merokcu-5-(4-(8-
0Kc0-2-0Kca-7-a3acnupo[4.4|HoHaH-

7-nn)cTrpHT)OeH3aTbAeTH

144

(E)-2-ruapokcu-3-MeTokcH-5-(4-
(3,4,4-tpumernn-2,5-
JMOKCOUMUA30NUAMH-1-

WIT)CTUPIIT)OEH3aIb AT U T
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145

(E)-5-(4-(2,4-mnokco-1,3-
nuasacrpo[4.4]HoHan-3-
WIT)CTUPUI)-2-THAPOKCH-3-

METOKCUOEH3aIbAET U

146

(E)-5-(4-(2,4-nuoxco-1,3,8-
Tpuazacnupo[4.5]nekan-8-
WIT)CTUPUI)-2-TUAPOKCH-3-

METOKCHOEH3a IbIer v

147

(E)-4-(3-popmun-4-runpokcu-5-
METOKCUCTUPHI)(PEHIIT MUPPONHIANH-

1-kapGokcunar
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148

(E)-2-runpokcu-3-meroxcu-5-(4-(1-
oxcuno-4,5-nurunpo-3H-116-
n3oTHaszon-1-

WIT)CTHPUIT)OCH3aIbACTHA

149

(E)-4-(3-opmun-4-ruapoxcu-5-

METOKCUCTUPHII)OeH3aMU

150

(E)-4-(3-popmun-4-runpokcu-5-
METOKCUCTHPUIT)-N-

H30Hp0HPIJ'I6eHSaMPIIl

151

(E)-N-(4-(3-popmun-4-runpokcu-5-
METOKCHCTHPHIT)eHIN)H300y TH-

pamun
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152

(E)-5-(4-(1H-umupason-1-
WJT)CTHPUI)-2-THAPOKCH-3-

METOKCUOEH3a IbAEr ]

153

(E)-5-(4-(1H-1,2,4-tpnazon-1-
HIT)CTUPHIN )-2-THAPOKCH-3-

MeTOKCUOEH3aIbaeru

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

(oxcaszon-4-un)cTupun)OeH3albAeTHA

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

(Traszon-4-1mn)CcTHpIIT)OeH3aTbAeTH
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156

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

HI)METHI)CTUPUI ) O H3ATbACT U

157

(E)-3-drop-2-runpoxcu-5-(4-(1-
metui- 1 H-nupason-4-

WI)CTHPUIT)OeH3IbACTHA

158

(E)-3-¢rop-2-runpoxcu-5-(4-(1-
metui-1H-mpason-3-

WIT)CTHPWIT)OSH3TbAETHA

159

(E)-5-(4-(2H-terpazon-5-
un)ctupun)-3-¢rop-2-

m:(poxcn6eﬂ3anb/:[em):l
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stun  (E)-(4-(3-drop-5-dpopmun-4-

ruapokcHeTupuiypenun)kapdamar

161 (E)-1-(4-(3-¢rop-5-popmun-4-
ruapoKcucTHp)QeHm)-3-

H30MNPONUIMOYEBHHA

162 OH (E)-N-nuxnonponun-4-(3-¢rop-5-
F. CHO
O bopMuI-4-rutpOKCUCTUPIIT)OSH30I-

cynbhoHaAMHUA

163 (E)-N-(4-(3-¢Top-5-popmun-4-
THAPOKCHCTHPUI)DEeHMIT)MeTa -

cynbhOHAMU

164 (E)-3-drop-2-runpoxcu-5-(4-((1-
METHIITHITEPHIHH-4-

WIT)CY T OHIIT)CTHPHIT )OS H3AIbIETHI

1 uX (apMareBTHIeCKH IPHUEMIIEMBIE COJIH.
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B HEeKOTOpHIX BapHaHTaX OCYIICCTBICHUS COCTUHCHUE HE ABISICTCS COCAMHCHHEM U3 Tadur. 1X.
Tabimma 1X

X1 OH

l CHO

X2

O\OEEQ\
Q
X
(=]

[}
=
)

;:o

o
=

X4

o
==

Qe

o
=2
o

3
o
I

X5
CHO

Mg

X6

X7

(=]
X
o

X8

(2]
X
o

O~ O\QgMg
[2]
(=]

Q
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X9

OH

l CHO
“
F

X10 OH
“C
Z
] CHO
OH
X11

OH
l CHO
=

~ N~

[MonpasymeBaercs, uto modas GpopMyna WM COSANHEHUE, TIPEIUIOKEHHBIE B HACTOSIIEM JOKYMEHTE, Ha-
npumep Gopmynsr (A), (A-1), (A-2), (I), (Ia) nmm (Ib) mu6o coenuHenust u3 TadI. 1, MpeACTaBISIOT COSANHEHNS,
MMEIOIINE CTPYKTYPHI, H300pa)KEHHBbIE CTPYKTYPHOH (hOpMYIIOi, a TakKe OTpeielICHHbIE BapHalliK W (GOPMBI.
B wactHOCTH, coennHeHHS 110 T000# U3 hopMyI1, MpeACTaBICHHBIX B HACTOSIIEM JOKYMEHTE, MOTYT CONEPKATh
CBSI3M C OTPAHWYCHHBIM BpAIlEHHEM W ITO3TOMY CYIIECTBYIOT B PAa3HBIX T€OMETPHUECKUX KOHPHUTyparisx. Tam,
r7e coenHeHne 3 Tabi. 1 n300paxeHo B BUAEC KOHKPETHOTO T€OMETPUIECKOT0 n3oMepa (Harmpumep, nzomepa E
w Z nmubo IUc- WIA TPaHC-M30Mepa), B HACTOAIIEM TOKYMEHTE TakKe MpeIo)keHa Jro0asi albTepHATHBHAS
reoMeTpuIecKasi KOHQUrypamnus COeINHEHHS, a TAK)KEe CMECh TEOMETPHUECKUX N30MEPOB COSANHEHHS B JTIO00M
cooTHomeHnH. Hanmpumep, Tam, T1e coennHenne n3 Tabn. 1 m3oOpaxkeHo B Buae m3zomepa "Z'", B HACTOSIIEM
JMIOKYMEHTE TaKxke IpeioskeH uzomep "E" 3Toro coemauHeHus. AHAIOTUYHO, TaM, TJie COCIUHEHHE u3 TaO. |
n300pakeHo B Buze uzomepa "E", B HacTosIIeM JOKyMEHTE TakKe MpeiIokeH uomep "Z" 3TOro coenHEHNs.
Tarxoke MpeyIoKeHbl CMECH COSIUHEHHs CO cTepeoXxmmudeckoi koHpurypauwmeit "E" u "Z", nmpuuem cmecu
MMEIOT JF000€ COOTHOILICHHE.

CxonHbBIM 00pa3omM, TaM, TJe coeauHeHne u3 Tabm. 1 m3oOpaxeHo B BHAE "IMC"-M30Mepa, B HACTOSILEM
JOKyMEHTE TaKKe MpPEeAoxKeH "TpaHC"-n30Mep 3TOr0 COCAWHEHUS; a TaM, TJe COeTUHEHHE N300pakeHO B BHIE
"TpaHc"-u30Mepa, B HACTOSIIEM JOKYMEHTE TakKe MPEAJIoKeH "IHc"-u30Mep 3TOTO COeAMHEHUs. Tarke mpe-
JIO’)KEHBI CMECH COCIMHEHUSI CO CTePEOXMMHUECKON KoHpuryparmumeit "muc" u "TpaHc”, mpuyeM CMECH UMEIOT
moboe cootHomeHne. Kpome toro, coequHeHus 1Mo J000# U3 GOpMyII, IPeACTaBICHHBIX B HACTOSIIEM JOKY-
MEHTEe, MOTYT UMETh aCHMMETPHUYECKUE LEHTPH! U IMO3TOMY CYIIECTBYIOT B Pa3HBIX SHAHTHOMEPHBIX WIH IHa-
cTepeoMepHBIX Gopmax. Bee onTrueckie n30Mephl U CTEPEON30MEPEI COSTMHEHHUH 1Mo 001Iel hopmyIe, a TakKe
X CMECH B JTIOOOM COOTHOIICHHUH, CIUTAIOTCS OTHOCIIIMMHUCS K 00beMy 3Toi hopmymsl. TakuM oOpa3oM, mo-
pasymeBaeTcs, uTo Jitobast GpopMya, IpeCTaBICHHAs B HACTOSIIEM JOKYMEHTE, IPE/ICTABIAET paneMar, oHy
i Gojee SHAaHTHOMEPHBIX (OPM, OJHY Win OoJiee AUacTepeoMepHBIX (HOpM, OJHY WM Oojiee aTpOrU3oMep-
HBIX (hopM (HampuMep, TeON30MEpHBIX (OpM) M UX CMECH B JIFOOOM COOTHOIIEHHWH. Tam, rie coeMHEHUE M3
Tabn. 1 n300pakeHO ¢ KOHKPETHOH CTEpEOXUMHYECKOH KOH(HUTypalyei, B HACTOAIIEM JTOKYMEHTE TakXKe Mpe/i-
JOKeHa J1I00ast aJbTepHATHBHAS CTEPEOXUMHUUECKass KOH(PHUTYpalisi COeIMHEHUs, a TAK)KE CMECh CTEPEOH30Me-
POB coeanHEeHHS B TI000M cooTHOIIeHUH. [logpa3zymeBaeTcs, uTo oboe coequHeHne u3 Tadm. 1 mpeacTaBiseT
paremar, ofHy Wiu Ooyiee YIHAHTHOMEPHBIX (HOpM, OJHY MK OoJjiee AMacTepeOMEpHBIX GOopM, OAHY WM Ooee
aTpOMU30MEPHBIX GopM (HampuMep, TEOM30MEPHBIX (POpPM) M UX CMECH B JIOOOM COOTHOIIeHWH. bonee Toro,
OTIpeNieNIeHHBIE CTPYKTYPHI MOTYT CYIIECTBOBATh B BHJE TAYTOMEPOB WM aTponm3oMepoB. Kpome Toro, mompa-
3yMmeBaercs, 4To Jiodast GopMyia, pecTaBIeHHAs B HACTOAIIEM JOKyMEHTE, OTHOCUTCS K THApaTaM, COJbBa-
TaM ¥ aMOp(HBIM (popMaM TakUX COETMHEHUH M UX CMeCcel, make eciii 3TH (POpMBI SBHBIM 00pa3oM He ykasa-
HBl. B HEKOTOpBIX BapmaHTax OCYIIECTBIECHHUS PAacTBOPUTEIEM SIBISIETCS BOJA, a COJbBAaTaMH SIBJISIFOTCS THIpa-
THI.

Coenunenust popmyn (A), (A-1), (A-2), (I), (Ia) mam (Ib) nmubo u3 Tabna. 1 MOryT OBITH TOJTy4EHBI W/HIH
COCTaBJIEHBI B BHAE (hapMaleBTUYECKH MPUEMIIEMBIX cojield. B HEKOTOPBIX BapHaHTaxX OCYIIECTBICHUS (apma-
[EBTUYECKH MPUEMIIEMBIC COJIM BKJIIOYAIOT B €05l KUCIOTHO-aIJTUTUBHBIE COJIM, 00pa30BaHHBIE C HEOpraHn4e-
CKUMH KHCJIOTaMH, TaKMMH KaK COJITHas KUCIJIOTa, OPOMHCTOBOJOPOJAHAs KUCIOTa, CEpHasi KHUCJIOTa, a30THas
Kuciora, pocdopHas KuCIOTA U T. I1.; WK 00pa30BaHHBIC C OPraHUYECKUMHU KUCIOTAMH, TAKUMH KaK YKCyCHast
KHCIIOTA, [[aBeNeBasi KUCIOTa, IPOITHOHOBAs KHCIIOTA, STHTApHAs KMCJIOTa, MaJeMHOBasl KUCIOTA, BUHHAS KUCIIO-
Ta U T. . DTH COJM MOTYT OBITh MOJYYEHBI U3 HEOPraHMYECKUX WIIM OpraHUYecKuX KUcioT. HeorpaHuumparo-
e MPUMEPHI (apMareBTHUECKA MPUEMIIEMBIX COJIEH BKITIOYAIOT B ¢e0s Cyab(haThl, MUPOCyIbdaThl, OUCymbha-
TBI, CyIbGUTHI, OUCYIbGUTHI, docdaTel, MoHOTHApODOchaThl, auruapodocdarer, MeTadocharsl, mupodocda-
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TBI, XJIOPUIBI, OPOMUIBI, HOTUIBI, alleTaThl, IPOMMOHATHI, ICKAHOATHI, KAIIPUIATHI, aKPUIAThI, (JOPMHATHI, U30-
OyTHpaTHI, KalpoaThl, FCNTAHOATHI, MPOMUOIATHI, OKCATAThI, MAIOHATHI, CYKIIMHATHI, CyOepathl, cebararel, ¢y-
Maparbl, Majeartsbl, OyTHH-1,4-110aThl, TeKCHH-1,6-T10aThl, OEH30aThI, XJIOPOSH30aThl, METUIOCH30aThI, JHHHT-
poOeH30aThl, THAPOKCHOCH30aThl, METOKCUOCH30aThI, ()TANATHI, CYTH()OHATHI, METUICYIH(OHATEI, MPOIUIICYITh-
(hoHaThl, 6€3MIIATHI, KCHIIOJICYIbHOHATHI, HAQTAIHH-1-CynbhoHaThl, HAQTATHH-2-Cyab(HOHATH, (EHIIAIIETATHI,
(beHmTIpONTHOHATEI, (EHWIOYTUPATHI, LUTPATHI, JAKTATBI, Y-THIPOKCHOYTHPATHI, TIUKOIATHI, TapTpaThl U
MaH/IeIaTHI.

B HEKOTOPHIX BapHaHTaX OCYIIECTBICHHS (hapMalleBTHUCCKH HMpPHUEMIIEMBIE COJH O0pa3zyroTCs MpH YCiIo-
BUH, YTO KHCJIBIA IPOTOH, MPUCYTCTBYIOIINN B UCXOIHOM COEIWHEHHH, OO0 3aMeIlaeTcs HOHOM MeTalia, Ha-
pUMEpP HOHOM IIEJIOYHOTO METaIa, HOHOM IIeIOYHO3EMEIBHOTO METalIa FITM HOHOM alTIOMHUHHMS; THO0 KOOp-
JUHHUPYETCSI ¢ OpTaHUYECKUM ocHOBaHHeM. CoJU, MOMYyYCHHBIC U3 (hapMalleBTHYCCKH MIPHEMIIEMbBIX OpraHHYe-
CKUX HETOKCHYHBIX OCHOBaHHI, BKIIOYAIOT B c€0s COJIM MEPBUYHBIX, BTOPUYHBIX M TPETHYHBIX aMUHOB, 3aMe-
IICHHBIX aMUHOB, BKJIFOUAs IPUPOJIHBIC 3aMEIICHHBIC AMUHBI, IIMKIUYCCKAC AMUHBI U OCHOBHBIC HOHOOOMCHHBIE
CMOJIBI, HAIPUMEP HM3OMPONHUIAMUH, TPUMETHIAMUH, TUITWIAMUH, TPUATHIAMUH, TPUIPOIMIAMHH, 3TaHOJA-
MUH, 2-TH3THIAMUHOITAHOJ, TPOMETAMUH, TPHMETaMHFH, JUIUKIOTeKCHIAMUH, KO(QEnH, MPOKanH, ruapadaMuH,
XOJHH, O€TawWH, STHWICHAWAMUH, TIIOKO3aMHH, N-3THITITIOKAMHUH, N-METHITTIOKaMHUH, TE€OOPOMHUH, IIypPHHEI,
MHUMepasuH, MTUICPUANH, N-3TIINHIICPUINH, TOJTHAMHHOBBIE CMOJIBI, AMHHOKHCIIOTHI, TaKUe KaK JIM3WH, aprH-
HUH, THCTUANH U T.I1. [IprMeps! hapMalieBTHIeCKH IPHUEMIIEMBIX COJICH PHUCOSIMHEHNUS OCHOBAHUH BKIIIOYAIOT
B ce0s MOJIyYeHHBIC W3 HEOPTaHMYECKNX OCHOBAHWH, HANPUMEP, COJIM HATPHUS, Kalus, JTUTHSI, aMMOHWS, Kajb-
1M1, MATHUS, JKele3a, IMHKA, MEJH, MapraHiia, aTlOMAHAS | T.11.

B HekoTOpHIX BapHaHTax OCYMIECTBICHHUS OPTaHWYECKHE HETOKCHYHBIC OCHOBAHMUS MPEICTABIIIOT COOO0M
L-amuHOKHCTIOTHI, Takue Kak L-mu3uH, L-aprunus, Tpometamut, N-3THITIIOKaMuH U N-metuiriatokamu. [Ipu-
eMJIEMbIC HECOPTaHHYCCKUEC OCHOBAHUS BKIIOYAIOT B CE0sI TUAPOKCH] AFOMUHUS, THAPOKCU KaJIbIUs, THAPO-
KCHUJI KaJusl, KapOOHAT HATPHUS, TUAPOKCH] HATPUS U T.II.

Chnucku  moaxondmmx — (apMaleBTHYECKH IPUEMJIEMBIX cosieil MoXHO Haiith B Remington's
Pharmaceutical Sciences, 17" Edition, Mack Publishing Company, Easton, Pa., 1985.

Jlns coeuHEHMsI, ONMMUCAHHOTO B HACTOSIIEM JOKYMEHTE, KOTOPOE COJICPKUT a30TUCTOE OCHOBaHUE, (ap-
MAaIeBTUIECKH NpHUEMIIEMasi COJIb MOXKET OBITh IOTydeHa JIOOBIM MOJXOMAIINM CIOCOOOM, TOCTYIHBIM B JaH-
HOM 00JIACTH TEXHUKH, HapuMep oOpabOTKOW CBOOOTHOTO OCHOBAHMS HEOPTaHUYECKOW KHCIOTOH, TAKOW Kak
COJISTHAsI KHCJI0Ta, OPOMICTOBOJOPOIHAS KUCIIOTA, CepHAsi KUCIIOTA, CyIb()aMHHOBasI KUCIIOTA, a30THAS KUCIIOTA,
OopHas kucyioTa, ochopHas KACIOTA U T.I., WIM OPTaHMIECKOH KUCIIOTOM, TAKOW KaK YKCyCHas KUCJIOTa, (de-
HITYKCYCHAasI KHUCJIOTa, MMPONMHOHOBAsT KUCIOTAa, CTEAPHHOBAS KHCIIOTA, MOJIOYHAs KHUCIOTa, aCKOPOMHOBAs KH-
CJIOTa, MaJICMHOBAsl KUCJIOTA, THAPOKCHUMAJICHHOBASI KUCIIOTA, M3ETHOHOBAs KUCIIOTA, STHTapHAs KHUCJIOTa, Baje-
pHaHOBas KUCIOTa, (hyMapoBas KHCJIOTa, MAJTOHOBasl KHCJIOTA, IMPOBUHOTPAIHAS KUACIIOTA, [IIaBEICBasi KUCIIOTA,
TJINKOJICBAsT KHCIIOTA, CAMIMIIOBAas KUCIIOTA, OJICMHOBAs KUCIIOTa, MAJTBMUTHHOBAS KHCIIOTA, JaypUHOBAas KU-
CJIOTA, MMAPAHO3UAMIOBAS KHCJIOTA, TaKas KaK TIIFOKYPOHOBAs KHCIIOTA U TaJlaKTypOHOBAas KUCIIOTa, aibda-
THIIPOKCH KHCIIOTA, Takas KaKk MUHAAJIbHAS KUCJIOTA, IUMOHHAS KHCJIOTA WIM BUHHAS KUCJIOTA, aMUHOKHCIIOTA,
Takas Kak aclapardHOBas KHACJIOTA WM IIIyTAMHHOBAsI KUCIIOTa, apOMaTHYeCKas KHCJIOTa, Takas Kak OCH30iHas
KHCIIOTa, 2-alleTOKCHOeH30iHHas KUCI0Ta, HaQTOHHAS KUCIOTa WM KOpUIHAS KUCIIOTa, CYIb(QOHOBAs KHUCIIOTA,
Takas Kak JIAypuiICyab(HOHOBAsl KHCIIOTA, M-TONYOJICYJIb()OHOBAS KUCIIOTa, METAaHCYIb()OHOBAS KUCIOTa, OCH-
30JICyNIB(OHOBAS KHCIOTa WM ATAaHCYIH(POHOBAS KUCIIOTA, WM JI00as COBMECTHMAsi CMECh KUCIIOT, TAKUX KaK
MpeCTaBICHHBIC B KAUYECTBE MPHMEpa B HACTOAIIEM TOKYMEHTE, a Takoke JTr00as apyras KHCJIOTa WIH €€ CMECh,
KOTOpPBIE CUUTAIOTCS SKBUBAJCHTAMH WIIM NPHEMJIEMBIMH 3aMECTHTEIIMA B CBET€ OOBIYHON KOMIIETCHIIUH B
001acTH TaHHOM TEXHOJIOTHH.

CoenuHeHHS, ONICAHHBIC B HACTOSIICM JOKYMEHTE, MOTYT IPUCYTCTBOBATh B BHJIE COJICH, Take €CIH CO-
JIM HE OTIMCAHBI, U CJIEyeT MOHIUMATh, YTO KOMITIO3UIIUH U CIIOCOOBI, IPEACTABICHHBIC B HACTOSIIEM JTOKYMEHTE,
OXBATHIBAIOT BCE COJIM M COJBBATHI COCITUHCHUM, ONMCAHHBIX B HACTOSIIEM JOKYMEHTE, a TAK)KE HECOJCBYIO U
HECOJIEBATHYIO0 ()OPMY 3TOTO COCTUHEHUS, KaK XOPOIIIO M3BECTHO CICIUAIUCTY B AHHON 00JacTH TEXHUKH. B
HCKOTOPBIX BapHaHTaX OCYIIECTBIICHUS COJHM COCAMHCHHIA, MPEICTABICHHBIX B HACTOSIIEM JIOKYMEHTE, IPEJ-
CTaBISAIOT 000 (papManeBTHUECKU MPUESMIICMEIC COITH.

WnmocTpaTuBHBIE NIPUMEPH COSAWHEHHH, MOAPOOHO OMMCAHHBIX B HACTOSIIEM JOKYMEHTE, BKIIOYas
MPOMEKYTOYHBIE ¥ KOHEUHBIE COCIMHEHHS, MPEACTABICHH B TaOJHMIaX W B APYTHUX MECTaX HACTOSIIETO JIOKY-
MeHTa. CieqyeT NOHUMATh, 9TO B OJHOM acIleKTe JIF000e COCTMHEHNE MOKET UCTIONB30BaThCS B CIIOCO0AaX, MO/~
POOHO OIMMCAHHBIX B HACTOANIEM NOKYMEHTE, BKIIOYAs, II€ 3TO MPUMEHHMO, IPOMEKYTOUHBIE COCIWHEHHUS,
KOTOPBIE MOTYT OBITH BHIJICIICHBI M BBEICHBI HHIUBUAYYMY.

B oxgHOM BapmaHTe COCAMHEHUS B HACTOSIIEM JOKYMEHTE SIBJISIOTCS CHHTCTHUCCKUME COCTUHCHUSMHU, T10-
JYYCHHBIMH I BBEJICHUS UHANBUIAYYMY. B IpyroM BapuaHTe NPEAIOKECHBI KOMITO3HIIMHY, COACPIKAIIIE COCTU-
HCHHE T10 CYIIECTBY B YHCTOW (hopMe. B nmpyrom BapuaHTe mpeiosKeHbI (papMameBTUUYCCKUe KOMIIO3HIIUH, CO-
JiepKale COCTUHCHUE, MOIPOOHO OMMCAHHOE B HACTOSANICM IOKYMEHTE, W (hapMaleBTHYCCKH MPUEMIICMBIH
HOCHUTEINb. B IpyroM BapuaHTe MpeIosKeHBI CIOCOOBI BBeICHHS coeanHeHus. OUHIICHHBIC (POPMEI, (hapMarieB-
TUYECKUEC KOMITO3UIIMU U CIIOCOOBI BBEICHUS COCTUHCHU SIBJISTFOTCS TIPUTOIHBIMU JIJIS TFOOOTO COCAMHCHUS JTH
ero Gopmel, TOJPOOHO OMMCAHHBIX B HACTOSIIEM JOKYMEHTE.
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JIroboli BapHaHT WM BAPMAHT OCYIIECTBICHHSL R, R%, R, RY R’ Y, Gy, Gy, Gs, Gy, Gs, Gy, G7, R, R%, R,
RY RS RE RE R R, RE, R™ R", RP, RY, R', R%, R', R, RY, R", R™ R, R%, R?, R, X,, Xa, X3, X4, m, R® R®,
R® i R®, npe/iokeHHBIX B HACTOSIEM JOKYMEHTE, MOKET OBITh OOBEIMHEH C JIOOBIM APYTHM BAPHAHTOM HIIA
BapuanToM ocymecteierns R', R% R?, RY, R, Y, Gy, G, Gs, G, Gs, Gg, Go, R%, R%, R%, RY, RS, R\, R&, R", R/, R,
R™ R", R”, R, R, R%, R, R, R', R"', R, R, R, R, R, X,, X,, X3, X4, m, R®, R, R® u R*, xax ecom 661
KaykJasi KOMOMHALHS ObITA OTAENBHO M KOHKPETHO omucana. JIio60ii BApHAHT HIIM BAPHAHT OCYIIeCTBICHMs R,
R% R%, R, R®, Gy, Gy, Gs, Gy, Gs, Gg, R*, R%, RS, R%, RS, R, RE, R", X, X, X3, X4, m, R® R® R® u R®, mpen-
JIOXKCHHBIX B HACTOSAIIEM MOKYMEHTE, MOXET OBITh OOBEAWHEH C JIFOOBIM JPYTUM BapHaHTOM WA BapHAHTOM
ocymectsnerns R', R% R®, RY R®, Gy, Gy, G3, G4, Gs, Ge, R®, R%, RS, R%, R®, Rf, R& R", X, X,, X3, X4, m, R®,
R®, R® n R®, kak eciu GBI Kak/1asi KOMOHHALKS GbLIA OTACIBHO H KOHKPETHO OHCAHA.

BapuaHTBI OCYIIECTBICHUS TaK)Ke OTHOCATCSA K (papMalleBTUYCCKU MPUEMIIEMBIM TMPOJICKAPCTBAM COCIIH-
HCHHI, OTIMCAaHHBIX B HACTOSIIEM JOKYMEHTE, H K ClIOco0aM JICYCHHUS, B KOTOPBIX HCIIONB3YIOTCS Takue (apma-
LEBTHYCCKH MIPUEMIIEMBIC MIPOJICKAPCTBA.

Tepmun "nponekapcTBO" 0O3HAYAET MPEINICCTBEHHUKA 0003HAUCHHOTO COCIUHCHHUS, KOTOPBIHA TOCIC BBE-
JIeHUs] CyOBEKTy JaeT COCNMHEHHUE in Vivo IMyTeM XUMHUYECKOT0 WM (PU3HOJIOTHIECKOTO MPOIecca, TaKOro Kak
COJIBBOJIM3 WK (PePMEHTATHBHOE PACHICIUICHHE, MU B (PU3UOJOTHYECKUX YCIOBHAX (HAIpUMeEp, PU IOBEIe-
HUU 70 Gusnonornieckoro ypoHs pH mpoisrekapcTBo mpeBpariaercs B coequHenue ¢popmynsr (1)), "dapmaries-
THYECKH HPUEMIIEMOE IPOJIEKApPCTBO" - 3TO HPOJIEKAPCTBO, KOTOPOE SIBISIETCSI HETOKCHYHBIM, OMOIOTHYECKH
MIEPEHOCHUMBIM U WHBIM 00pa30M OMOJIOTHYECKH MIPUEMIIEMBIM ISl BBeJeHHS CyOBeKTy. VImocTpaTUBHEIE TIPO-
HeAYpHl BEIOOPA M MPUTOTOBJICHUS TTOAXOMSAIINX TPOJIEKAPCTB OMKCaHbI, Hanpumep, B "Design of Prodrugs", ed.
H. Bundgaard, Elsevier, 1985.

BapuaHTBI OCYIIIECTBICHHS TaKKe OTHOCATCS K (hapMaleBTHYCCKU aKTUBHBIM METa0OJIMTaM COCITUHCHUM,
OIMCAHHBIX B HACTOSIIEM JTOKYMEHTE, M K UCIOJBE30BAaHUIO TAKUX METa0OJIHMTOB B CIOCO0AX, MPEIOKCHHBIX B
HACTOSIIEM JTOoKyMeHTe. "dapManeBTHYCCKH aKTUBHBIH METa0ONHUT' 03HAYaeT (PapMaKOIOTMYCCKH AKTUBHBIN
MPOAYKT METa0OIM3Ma B OPraHU3ME COCTUHCHUS, ONMMCAHHOTO B HACTOSIIEM JIOKYMEHTe, Win ero coiu. [Ipoe-
KapcTBa W aKTUBHBIC META0OIHUTHI COCTUHEHNS MOKHO OTPEACTHUTH C IOMOIIBI0 OOBIYHBIX METOINK, N3BECTHBIX
WM TOCTYIHBIX B JaHHOW oOjactu TexHmku. Cm., Harpumep, 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).

XumMnueckue onpeeieHus

Crenyromue COeIMHEHUs] UMEIOT CIIEAYIOIINE 3HAYCHUS, €clM He yKa3aHO MHoe. Bce HeompeneneHHbIe
TEPMUHBI UIMEIOT U3BECTHEIC B JAHHOW 00JTACTH TEXHUKU 3HAYCHUS.

Tepmun "ankun" OTHOCUTCA K OJHOBAJICHTHOW HACBIIIEHHOM YIJIEBOJOPOJHOH Ipymie ¢ JMHEHHON WU
Pa3BETBICHHOU B0 WM e¢ KOMOWHAIINY, IMEIOIICH 3aJaHHOE YUCIIo aToMOB yriepoaa (T.e. C;-C;y 03HauaeT
OT OIHOTO 0 JECSTH aTOMOB yriepoja). [IpuMepsl alKuIbHBIX TPYII BKIOYAIOT B cels, 0¢3 OrpaHHYCHUS,
metw (Me), atun (Et), H-iporw, u3onponwi, OyTwI, u300yTwI, BTOp-OyTwI, TpeT-0yTii (tBu), meHTwmi, u3o-
MEHTW, TPET-TICHTUII, TEeKCHII, N30TE€KCHII, & TAK)KE TPYIIIIbI, KOTOPBIE B CBETE OOBIYHON KOMIIETCHITUH B TaHHON
00acTi TEXHUKHU U UAeH, IPEICTaBICHHBIX B HACTOSIIEM TOKYMEHTE, OYIyT CUMTAThCSA SKBHBAJICHTAMH JII000-
TO U3 BBIIICYKAa3aHHBIX IIPUMEPOB.

Tepmun "amkokcu" otHOcHTCS K -O-ankwmry. [IpuMepsl alTkoKCH BKITIOYAIOT B ce0s1, 0€3 OrpaHuIeHHUs, Me-
TOKCH, 9TOKCH, H-TIPOMIOKCH, U30IIPOIIOKCH, H-OyTOKCH, H300yTOKCH, BTOP-OYTOKCH ¥ TPET-OYTOKCH.

TepMmun "ankeHun" OTHOCUTCS K HEHACBILICHHOW YTJIEBOAOPOAHON IPYIIE C ITUHEHHON WU pa3BeTBIICH-
HOW LENbI0 WM ¢ KOMOMHAIINYU, MMEIONICH 3aJJaHHOC YHCIIO aTOMOB YIJiepoja M MMEIOIICH OJHY WK Ooee
JIBOWHBIX CBsi3ei. [IpuMephl allkeHUIIBHBIX TPYIII BKIIOYAIOT B ce0s1, 03 OrpaHUYCHUS, STCHHU (MM BUHILI),
i u 0yT-3-eH-1-w. JJaHHBIH TepMUH TaK:Ke OXBATHIBACT IMC- M TPAHC-U30MEPHI U KX CMECH.

TepMuH "ankuHUI" OTHOCUTCS K HEHACHILEHHON YIJI€BOJOPOJHON IpynIne ¢ TMHEHHOU WU pa3BeTBIICH-
HOWM IIeTIhI0, UMEIONIEeH 3aJaHHOe YUCIIO aTOMOB yriiepona (Hampumep, oT 2 10 8 win oT 2 10 6 aTOMOB YIJIepo-
Jla) ¥ TI0 MEHBIIIeH Mepe OHY TPOHHYIO YTIEePOA-YIIEPOTHYIO CBSI3b. [IpIMeps! alTKHHIIIBHBIX TPYIIT BKIIOYAIOT
B ce0s1, 0e3 orpannuenwus, anetwieHwn (-C=CH) n nponaprun (-CH,C=CH).

TepmuH "anKuineH" OTHOCUTCS K IBYXBAJICHTHOW TPYIITE, KOTOpas SBISETCS PAJAUKAIOM alKaHa. AJKWIICH
MOXKET TPEICTaBIATh COOOU JBYXBAJICHTHBIM ANKHIBHBIA pajWKa ¢ JMHEHHOW WM Pa3BETBICHHOHN IETHIO,
"C|_4anmKuieH" OTHOCUTCS K alIKMJICHOBBIM TPYIIIaM, COEPKaliiuM oT 1 710 4 aToMOB yriepoa.

Tepmur "apun" OTHOCHTCS K OJHOBaJCHTHON apoOMaTHYECKOW KapOOIMKIMYECKOH TpymIe, coaepkamei
oT 6 70 18 KOJBIEBBIX aTOMOB YIJIepoJa U UMEIOIICH OJHO KONBIO ((peHUIIbHAS TpyIna) Wik HECKOIbKO KOH-
JICHCUPOBAHHBIX KOJel (Hampumep, HaQTWI, aHTPAICHWI WU WHIAHII), MPUYEM KOHJCHCHPOBAHHEIC KOJbIIA
SIBIISTIOTCSI HEOOSI3aTETbHO apOMATHYSCKUMHU TIPU YCIIOBUH, YTO TOYKA MPUCOCTUHECHUS apIIbHON TPYIIEI K UC-
XOJTHOM CTPYKType HaXOIHWTCSA Ha aTOME apOMAaTHYECKOTO KOJbIa. "Apui", Kak ONpeNecHO B HACTOSIIEM JI0-
KYMCHTE, OXBaTBhIBACT IPYIIIEI, TAKUE KaK (PSHUI U (PIIyOPEHWUIL.

TepMuH "HUKNIOANKUA" OTHOCUTCS K IMUKIMYECKUM YIIIEBOJOPOIHBIM IpynnaMm ¢ 3-10 KonbLEBBIMU aTo-
MaMH yTJepo/ia, IMEIOIINM O/THO MJIH HECKOJIBKO ITMKJIMIECKUX KOJIEIl, BKII0Yast KOHACHCUPOBAHHBIEC, MOCTHKO-
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BBIC ¥ CITUPOKOJIBIIEBEIC CUCTEMBL. [IpUMepBI MOAXOIAIINX UKIOATKWIBHBIX TPYIII BKIIOYAIOT B ceOsl, HAMIPH-
Mep, aaaMaHTHI, IUKIOMPOIHUII, IIUKIO0YTHI, IUKIOMECHTH, IIUKJIOOKTII U T.I. Takue IMHUKIOaIKUIEHBIC TPYII-
IIBI BKITIOYAIOT B ce0s B KauecTBE MpHUMepa OTHOIECIOYEUHBIE CTPYKTYPHI, TAKHE KaK IHUKIOMPOIII, ITUKIO0Y-
THJL, IIUKJIOTICHTIT, ITAKJIOOKTHII U T.II., HJT MHO>KECTBCHHBIEC KOJBLIEBBIE CTPYKTYPHI, TAKHE KaK aJaMaHTAHII U
T.I. B HEKOTOPBIX CIyYasix MUKIOATKIII MPEACTABISIET COO0H MOHOIIMKIMYIECKOE KOJBII0. B HEKOTOPHIX cirydasx
IUKIIOATTKHI TIPEJICTABIIIET COOO0M 3-6-usieHHOE KOJIBIIO.

TepMuH "IHMKIOAUIKSHMS" OTHOCUTCS K IUKIMYECKOW alKeHWJIBHOW Tpymie, coiepxameid ot 4 mo 10
KOJIBIIEBBIX aTOMOB YTJIEpOJia ¥ MMEIOIIEH OJHO MUKIMYECKOE KOJBIIO U 10 MEHBIIEH Mepe OAHY TOYKY BHYT-
peHHEH HEHACBIIICHHOCTH, KOTOpasi HEOOs3aTeIbHO MOXKET OBITh 3aMelleHa 1-3 amkuibHbIME Tpymmamu. [Ipu-
MEpBI MOAXOISIIUX TUKIOATKCHIIEHBIX TPYII BKJIIOYAIOT B c€0s1, HAPUMED, IIUKIIOICHT-3-CHUIT, IUKJIOTEKC-2-
CHIJI, IUKJIOOKT-3-CHWII U T.11.

TepMmuH "ramoreHaaKwI" OTHOCHUTCS K ANKHIBHOM TPYIIE, KaKk OBUIO OMKCAHO BHIIIE, TAC OIWH WK OoJiee
aATOMOB BOJIOpPOJIa HAa ANKIIBLHON TPYIINE 3aMEUICHBI TaJIOTCHOBOU rpyHmoi. [IpuMephl TaKuX TPYII BKIIOYAIOT
B ce0s1, Oe3 orpanuyeHus, propaaKuiIbHbIE TPYIIIBI, Takke Kak GTOpITHI, TprudTOpMETHI, T TOPMETHI, TpUd-
TOPATHII U T.II.

Tepmun "rerepoapmy" OTHOCHTCS K MOHOIMKINIECKOMY, KOHICHCHPOBAHHOMY OHUITMKIMYECKOMY WA
KOH/ICHCUPOBAaHHOMY TOJUIMKINIECKOMY apOMAaTHUECKOMY TeTePOLUKITY (KONbIEBas CTPYKTypa, MMEromas
aTOMBI KOJIbIIa, BEIOpaHHBIC M3 aTOMOB YIJIepona, U He Ooiee YeThIpeX reTepoaToMOB, BRIOPAHHBIX H3 a30Ta,
KHCJIOPO/a U CePhI), UMeromeMy OoT 3 10 12 aTOMOB KOJIbIIa HAa KaXXIBIH reTeporukil. VIumocTpaTHBHEIE TIpUMeE-
PBI TETEPOAPIUIBHBIX TPYII BKIIOYAIOT B ce0sl CleAyIore 0ObEKTH B BHJIC HAMJICSKAIINM 00pa3oM CBS3aHHBIX
(parMeHTOB:
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Tepmunbl "reTeponuknun” uiax "TeTEPOIMKIOANKIIT" OTHOCATCS K HACHIIIEHHOW WJINM YaCTUYHO HEHACHI-
IMIEHHOW TpyMIe, UMEIOIEH OAHO KOJIBLO MM HECKONBKO KOHICHCHPOBAHHBIX KOJIELl, BKIIOYas KOHAEHCHPO-
BaHHbBIE, MOCTUKOBBIE MU CIIHPOKOJIBIEBBIE CUCTEMBI, U UMeroILel oT 3 1o 20 aToOMOB KoJblia, BKIIOUYas oT 1 1o
10 rerepoaToMOB. DTH aTOMBI KOJIbIIA BEIOPAHBI M3 TPYIIIBI, COCTOSIIEH M3 YIriiepo/a, a30Ta, Cephl MM KUCIIO-
pona. B ompezneneHHBIX BapHaHTaX OCYIIECTBICHHUS aTOMBI a30Ta W/WIIM CEPhl TeTePOLMKINYECKOM TPYIIEl He-
00s13aTeIbHO OKHUCIIIIOTCS ¢ 0Opa3oBanueM ¢parmenToB -N-okcuaa, -S(O)- wmn -SO,-. WimroctpaTuBHBIE TTPH-
MepHBI TETEPOLMKIMYECKAX TPYIIT BKIIOYAIOT B ce0s Clieyrolne OOBeKThl B BUIE HAJICKAIIUM 00pa3oM CBs-
3aHHBIX ()ParMeHTOB!
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Tepmun "ranoren" mpencrasiser xyop, ¢prop, Opom mwim iox. Tepmun "ranoreH" NmpeacTaBiseT TPYIIIBI
¢ropa, xsopa, Opoma wiH Hoxa.

Tepmun "okco" mpezacTaBisieT KapOOHMIBHBIH KHCIOpo . Hanpumep, IUKIONEHTHII, 3aMELIEHHbBIH OKCO,
Hpe/CTaBIsIeT cOO0H MKIOTIEHTaHOH.

CrnenpanuctaM B JaHHOHM 00JIaCTH TEXHUKH OYIET MOHSATHO, YTO BUJBI, IEPEUUCICHHBIC WIIN IPOUIIIIOCT-
PHUPOBAHHBIE BBINIE, HE SIBISIOTCS MCYEPIBIBAIOIIUMH, W YTO TAKXKE MOTYT OBITh BBIOPAHBI JOMOIHHUTEIbHBIC
BUJIBI, BXOJSIIME B 00BEM 3TUX yKa3aHHBIX TEPMHHOB.

TepmuH "3aMeneHHBIH" 03HAYAET, YTO YKa3aHHbIEC TPYIIA WK GparMeHT HECYT OJHMH WU OoJiee 3aMeCTH-
Tene, BKiIovast, 0e3 OrpaHUICHUs, TAKHE 3aMECTHTEIH, KaK aJIKOKCH, alliJl, allIJIOKCH, KapOOHMITAIKOKCH, allu-
JaMUHO, aMHHO, aMHHOAITHJI, aMUHOKapOOHMIAMHHO, aMHUHOKApOOHIMIIOKCH, [IMKIIOATIKIJI, IUKIIOaIKeHIII, apyJl,
reTepoapwil, apuiIOKCH, [IHAaHO, a3uJ0, rajoreH, THAPOKCIII, HUTPO, KapOOKCHII, THOJ, THOAIKWI, [IUKIOATKHUII,
[UKJIOAIKEHIII, KW, AJKEHWJ, aJKHHWI, TeTePOLUKIWI, apalKwWil, aMHUHOCYIb(QOHHI, CYJIb(POHIIAMUHO,
Cynb(OHWII, OKCO, KapOOHMITAKMICHATKOKCH U T.11.

TepMuH "He3aMelIeHHBIH" 03HAUAET, YTO yYKa3aHHas IPyIIa HE HECET 3aMeCTUTeNeH.

TepmuH "Heo0s3aTeNTbHO 3aMEIICHHBIH" O3HAYaeT, YTO yKa3aHHAas IpyIa SBISIETCS HE3aMENICHHON WM
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3aMEIICHHOW OJTHIM W 00Jiee 3aMECTUTEIISIMH.

Korpa tepmuH "3aMemieHHBIN" HMCHONB3YyeTCs Ul ONMUCAHMS CTPYKTYPHOH CHUCTEMBI, MOApa3yMeBaeTcs,
YTO 3aMENICHUE MPOUCXOANT B JIIOOOM JIOITyCKAEMOM BaJICHTHOCTBIO TTOJIOKEHHH cUcTeMbl. Korma rpymnmna nim
(parMeHT HeceT 0oJIee OTHOTO 3aMECTHUTEN, CIEAYeT HOHUMATh, YTO 3aMECTUTEI MOTYT OBITh OIMHAKOBBIMHU
WA OTJIMYATHCS APYT OT Apyra. B HEKOTOPBIX BapHaHTaxX OCYIIECTBICHHUS 3aMEIIeHHBIE TPYIIa WiIH (GparMeHT
HECYT OT OJHOTO /IO IIATH 3aMecTHTeNel. B HEKOTOPHIX BapHaHTaX OCYIIECTBICHUS 3aMEIICHHBIC IPYIIa WIN
(hparMeHT HeCyT OMH 3aMECTHUTENb. B HEKOTOPHIX BapHaHTaX OCYIICCTBICHUS 3aMEIICHHBIC TpymIa win ¢par-
MEHT HECYyT J[Ba 3aMECTHTElNI1. B HEKOTOPHIX BapHaHTaX OCYIIECTBICHHUS 3aMEIIeHHBIE TPYIIa Wi (GparMeHT
HECYT TPH 3aMECTHTENs. B HEKOTOPHIX BapHaHTaX OCYIICCTBICHUS 3aMCIICHHBIC TPYINa WX (ParMeHT HECyT
YeThIpe 3aMeCTUTENs. B HEKOTOPHIX BapUaHTaX OCYIIECTBICHUS 3aMCIICHHBIC TPYIINA WU (PAarMeHT HECYT ISITh
3aMeCTHUTENeH.

IonmpasymeBaercs, uto mobast popMyIia, OMMMCAHHAS B HACTOSIIEM JOKYMCHTE, TIPEICTABISCT COCAMHCHUC
C TaKOM CTPYKTYpHOU (hopMyJIOH, TakKe KakK OmpeielicHHbIe Bapuaruu win Gopmel. Hanpumep, moapazymena-
eTcst, 94To (hopMyIa, MPEICTABICHHAS B HACTOAIIEM JOKYMCHTE, OXBAThIBACT PalleMUYecKyio (GopMy, THOO0 OIHH
i OoJiee SHAHTHOMEPHBIX, THACTEPEOMEPHBIX MM T€OMETPHUYECKUX M30MEpOB, 00 nx cmech. Kpome Toro,
MoJpa3yMeBaeTcs, 9To Jodas (opMyda, IpeICTaBICHHAs B HACTOSIIEM JOKyMEHTE, OTHOCUTCS TakKe K THApa-
Ty, COJBBATY WJIH MTOTUMOP(]Y TAKOTO COSANHEHHS JTHOO0 K UX CMECH.

Taxxe moxpasymeBaercs, 9To Jt0das GopmMyia, OMUCaHHAs B HACTOSIIEM JOKyMEHTE, MPEACTaBIsIeT He-
MedeHHbIE (OPMBI, TaKXKe KaK ¥ MEUECHHBIE M30TOMaMu (OPMBI COSAWHEHHA. MeUeHHbIE H30TOMaMH COCIUMHE-
HUSI IMEIOT CTPYKTYPHI, N300pakeHHbIE (POopMyIaMH, MPEACTaBICHHBIMUA B HACTOSIIEM JOKYMEHTE, 338 MCKIIO-
YCHHEM TOTO, YTO OJUH WK 0OJee aTOMOB 3aMEIICHBI aTOMOM, MMEIOIINM BBIOPAHHBIC aTOMHYIO MAacCy WIIH
MaccoBoe 4ucio. [IpuMepbl H30TOMOB, KOTOPBIE MOTYT OBITH BKJIFOUCHBI B COCAMHEHHUS 110 HACTOSIIEMY U300pe-
TEHHIO, BKIIFOYAIOT B ce0s W30TOIBI BOJIOPOJA, Yriepona, a3oTa, Kuciopoaa, Gocdopa, dhropa, ximopa u ioxa,
TaKHe Kak 2H, 3H, ”C, 13C, 14C, 15N, 180, 170, 31P, 32P, 358, 18F, *%Cl u 'I coorercrBenno. Takue MeYCHHBIC
M30TONAMH COCIMHCHHUS SABIAIOTCS MPUTOAHBIME B MCCIEIOBAHMAX METabomm3Ma (IpearnouTuTensto 'C), ue-
CIIC/IOBAHMSAX KUHETHKH peakumii (Hampumep, “H mwmm H), MeTogax oGHAPYKCHUS WIH BH3YATH3AIHH [TAaKHX
KaK TO3UTPOHHO-dOMHccHOHHass ToMmorpadus ([19T) mmm ogHO()OTOHHAS SMHUCCHOHHAS KOMITBIOTEpHAsS TOMO-
rpadust (ODPIOKT)], BriIroUass aHAIM3BI paclipeeNIeHIsI JIEKapcTBa WM cyOcTpaTa B TKaHSIX, WM JUIS parioak-
THBHOTO JICYEHHS MAIMeHToB. B wacTHOCTH, Meuennoe °F mmn ''C coesmienme MoxeT GBITH 0COBEHHO Tpe-
noutuTeNbHBIM 17151 uccneaoBannii [19T nmm ODIKT. Uccnenosanus [13T u ODPIOKT mMoryT mpoBOAUTHCS, KaK
onmcano, 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 ccpUIKax, IUTH-
pyeMbIx B HeM. Bonee Toro, 3amelrenne Golee TAKETBIME H30TONAMH, TAKUMH Kak jaeitepuit (T.e. “H), Mosket
o0ecrieunBaTh ONPEACICHHBIC TEPAICBTUUCCKUE MPEUMYIIECTBA, OOYCIOBICHHBIC OOJBIICH METa0OIMICCKON
CTaOMIILHOCTBIO, HATIPUMED YBEIMYCHHBIM BPEMEHEM IMOJTypaciaja in Vivo WU CHIDKCHHBIMHU TPEOOBAHUSIMH K
JIO3UPOBKE. MEUYCHHBIC M30TOMAMH COCIMHCHUS MO HACTOSIIEMY M300pPETCHHIO M MX IMPOJCKapCTBa B 0OIIEM
cllydac MOXHO IMOJTy4aTh, MPOBOJS MPOICAYPhI, OMMCAHHBIC B CXEMaxX WU B MPUMEPax M Mpernaparax, Ipej-
CTaBJICHHBIX HIDKE, 3aMeIas JIETKOJOCTYITHBIA MEYEHHBIH H30TOIOM peareHT HEMEUCHHBIM HW30TOIIOM
peareHToM.

IMoxpasymepaercs, uTo HoMeHknaTypa "Cij", Tae j>1 Npu NPMMEHEHUH B HACTOSAIIEM NOKYMEHTE K KJIaccy
3aMeCTHTEIeH OTHOCHUTCS K BAPHAHTAM OCYIIECTBIICHHS HACTOAIICTO H300PETeHNUS, AT KOTOPBIX BCE M Ka)IbIiA
W3 YUCJIa YTIEPOIHBIX 3JIEMEHTOB OT i JI0 j, BKIItOUas i U j, HE3aBUCUMO pealn3oBaHbl. B kauecTBe mpuMepa Tep-
MuH "C;3" HE3aBUCHMO OTHOCHUTCS K BapHaHTaM OCYIIECTBJICHHUS, KOTOPBIC UMCIOT OJIMH YTIICPOIHBIA 3JICMEHT
(C1), k BapHaHTaM OCYILECTBIICHHS, KOTOPBIC UMEIOT JIBa yraepoaHbIx anemenTa (C,), ¥ K BApHaHTaM OCYIIECT-
BJICHUS1, KOTOPBIC UIMEIOT TPH YTICpOIHBIX eMeHTa (Cs).

IonmpasymeBaercsi, 94TO JIFOOOH JU3aMECTUTENb, YIIOMSIHYTHIH B HACTOSIIEM JOKYMEHTE, OXBAaTHIBACT pas-
JMYHBIC BO3MOXKHOCTU TPUCOCIAMHEHUS, €CIIM JOIyCKaeTcs Ooyiee OIHOM Takoil Bo3MoKHOCTH. Hampumep, B
HACTOAIIEM JTOKYMEHTE JU3aMecTUTeNlb -A-B-, rie A#B, oTHOCHTCS K TakKOMY JM3aMECTHTENIO, B KOTOpOM A
MPUCOCIUHEH K MEPBOMY 3aMEIICHHOMY JJIEMEHTY M B mpucoenHEeH KO BTOPOMY 3aMEIICHHOMY 3JIEMEHTY, a
TaKXKe OTHOCHUTCS K TAKHM JH3aMECTUTEIISIM, B KOTOPBIX A MPUCOCINHCH KO BTOPOMY 3aMEIIICHHOMY JJIEMEHTY H
B npucoenHeH K IepBOMY 3aMEIICHHOMY 3JIEMEHTY.

Hacrosmee m300peTeHne Takke OXBaTHIBaeT (papMaleBTUYECKH NPHEMIIEMBIE COJM COeNMHEHHH, Mpen-
cTaBieHHBIX Qopmynoit (A), (A-1), (A-2), (I), (Ia) wm (Ib), mm coenuuennii U3 tadm. 1, ¢papmaneBTHIECKUE
KOMIIO3HITIH, COICPIKAIIIE ITH COJIH, ¥ CITIOCOOBI MPUMEHEHHS ITHX COJICH.

[ToapaszymeBaetcs, uro "dapMameBTHUECKN MpUeMIIeMast COJIb" 03HA4aeT COJIb CBOOOTHOW KHUCIIOTHI WU
OCHOBAHUS COCAMHEHUS, MPEACTABICHHOTO B HACTOSIIEM JOKYMCHTE, KOTOpas SBISCTCS HETOKCHYHOW, OMOJIO-
THYCCKHU MEPCHOCUMON U MHBIM 00pa30M OMOJIOTHYCCKU MPHEMIIEMOH i BBeACHUS CyOBekTy. CM., B 00IIeM,
S.M. Berge, et al., "Pharmaceutical Salts", J. Pharm. Sci., 1977, 66, 1-19. KonkpetHsie ¢apmaneBTHIECKN MPHU-
EMIIEMBIC COJIH - 3TO COJIH, KOTOPBIC ABJIAIOTCSA (HapMaKOJIOTUICCKU d(PPEKTUBHBIMU M MPUTOTHBIMHU JIJIsI KOH-
TaKTUPOBAHMUS C TKAaHAMH CyObeKTa 0€3 Upe3MEepHON TOKCUYHOCTH, PAa3IPaXKCHHS WM aJUICPTUYECKOM peaKIui.
CoenuHeHME, OMMCAHHOE B HACTOSIIEM JTOKYMEHTE, MOKET MMETh JOCTATOYHO KHCIOTHYIO TPYIIITY, TOCTATOYHO
OCHOBHYIO Tpymiry, 00a THma (pyHKIHOHAIBHBIX TPYII WM Oojiee YeM OIHY KaXKIAOTO THIIA U COOTBETCTBYIO-
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MM 00pa3oM pPearrpoBath C PAAOM HEOPTaHHMICCKUX WIIM OPTaHUYCCKUX OCHOBAHHM, a TAKIKE HEOPTaHHYCCKUX
WA OPTaHUYCCKUX KUCIOT JUTs 00pa3oBaHus (hapMaleBTHUCCKH MPUEMIIEMON COJIH.

[Tpumepsl GapManeBTHIECKH MPUEMIIEMBIX COJICH BKIIIOUAIOT B ceOs Cynb(arthl, mApocynbdaTel, OUCYIIb-
(date1, cyapduTh, OUCYIBGUTHI, docdaTel, MoHOTHIpODOCchaTel, auruapodocdarsr, Mmeradocdarsl, mrpodoc-
(atpl, XIOpUIBI, OPOMU/IBI, HOMUIBI, alleTaThl, POIMHOHATHI, JEKAHOATHI, KAPUIAThI, aKpHIAThl, (HOpPMHATHI,
M300yTHPATHI, KalpoaThl, FeNTAHOATHI, IPOMHOJIAThI, OKCAJIaThl, MAJIOHATHI, CYKI[HHATBI, cyOepaThl, cebararhl,
(dbymapatel, MmaneaTsl, OyTHH-1,4-110aThl, TeKCHH-1,6-1H0aThl, OEH30aThI, XJIOPOCH30aThl, METHIOCH30AaThI, JTH-
HUTPOOCH30aThI, THAPOKCUOEH30aThl, METOKCHOCH30aThI, (TajaThl, CyIb()OHATHI, METHUICYIH(GOHATHI, TIPOITHII-
cynb(hoHaTHI, Oe3MIIaThl, KCUIIOJICYNb(OHATHI, HadTaINH-1-cynbpoHaThl, HadTaIUH-2-Cyab(POHATHI, (heHuIane-
TaThl, (PEHUIIPONHOHATHI, (EHUIOYTHPATHI, IUTPATHI, JTAKTAThI, Y-THAPOKCUOYTUPATHI, TIIUKOJSTHI, TAPTPATHI U
MaHenatel. CIUCKH TOAXOIAMMX (apMalleBTUYEeCKA MPHEMIIEMBIX COJCH MOXHO HaliTm B Remington's
Pharmaceutical Sciences, 17™ Edition, Mack Publishing Company, Easton, Pa., 1985.

s coenunenust popmyisl (A), (A-1), (A-2), (1), (Ia) wmu (Ib) mim coenuuenus u3 Tadiu. 1, KoTopoe co-
JICPXKHUT a30TUCTOC OCHOBaHHE, (PapMalleBTUUCCKU MPHEMIIEMast COJIb MOXKET OBITh MOJYYCHA JIFOOBIM ITOIXOIS-
UM CII0COOOM, TOCTYITHBIM B JaHHOH 00JaCTH TEXHHUKH, HallpuMep o0paboTKol CBOOOIHOTO OCHOBaHMUS HEOP-
TaHUYECKON KUCJIOTOU, TAKON KakK COJIsSTHAs KHCJIOTa, OPOMHUCTOBOIOPO/IHAS KHCIIOTA, CEpHAsl KHCIIOTa, Cyib(da-
MHHOBasi KUCIIOTA, a30THAsl KUCIIOTa, OOpHasi KucioTa, GocdopHas Kuciota u T.I., WIK OPraHUYECKON KHCIIO-
TOW, TAaKOH KaK YKCYCHasi KHCJOTa, (pEHIJIYKCYCHasi KHCIIOTa, MPOIMHUOHOBAs KHUCIIOTa, CTEAPUHOBAs KHCIOTA,
MOJIOYHAs KHCJIOTa, aCKOPOWHOBAs KHCJIOTa, MaJeUHOBasl KHCIOTA, THAPOKCHMAICHHOBAsI KHCIIOTa, H3€THOHO-
Basi KUCIIOTA, SIHTapHAas KUCJIOTa, BAIEPUAHOBASI KUCIIOTA, pyMapoBasi KUCIOTa, MaJIOHOBAsi KUCIOTA, MTUPOBUHO-
rpajiHas KHCJIOTa, IaBeJieBasi KUCIIOTa, TIIMKOJIeBasi KUCIIOTA, CATUIIMIOBAs KUCIIOTa, OJIEMHOBAsI KHCIIOTA, Iajlb-
MUTHHOBasI KUCJIOTA, TJAYPHHOBAsI KUCIIOTa, MUPAHO3HUIMIOBAs KUCIIOTA, TaKas KaK TIIIOKYPOHOBask KHCIOTa WA
TaJlaKTypOHOBAas KHUCJIOTa, alb(}a-TUAPOKCH KUCIIOTa, TaKas KaK MUHIAIbHAS KUCIIOTa, TUMOHHAST KHCIOTa WJIH
BUHHAs KHCJIOTa, aMUHOKHCIIOTA, TaKasl KaK aclaparnHOBas KHCIOTa HIIU MIyTAMUHOBAs KHUCJIOTa, apoMaThie-
CKasl KHCJIOTa, TaKas Kak OCH30WHAs KHUCIIOTa, 2-alleTOKCUOCH30MHAS KUCIIOTa, HAPTONHAS KUCIIOTa WM KOPUY-
Hasl KUCJIOTA, CyTh(OHOBAsI KACIIOTA, TaKas KaK JIAyPUICYTb(POHOBAS KUCIOTA, I-TOMYOJICYI(DOHOBAs KUCIIOTA,
METAHCYJIh(OHOBAST KUCIIOTa WM 3TAHCYJIb(POHOBAs KHCIOTA, WU JIF00as COBMECTUMAs CMECh KHCJIOT, TAKHX
KaK Npe/ICTaBICHHbIE B KaYeCTBE MpHUMepa B HACTOSIIEM JOKYMEHTE, a TaKKe JIo0as Apyras KUCIOTa WIH ee
CMeCh, KOTOPbIE CUMTAIOTCS SKBHBAICHTAMH WJIN IIPUEMIIEMBIMH 3aMECTHTEIISIMH B CBETE OOBIYHOI KOMIIETEH-
1K B 00JIaCTH AaHHOI TEXHOJIOTHH.

Hacrosiiee onucanue Takke OTHOCHUTCS K (hapMaleBTUYECKH MPUEMIIEMbIM TPOJIEKapCTBaM COSJANHEHHM
dhopmymel (A), (A-1), (A-2), (1), (Ta) wmu (Ib) wim coenquHeHwt U3 Tadm. 1, a Takke K crmocodaM JiedeHus, B KO-
TOPBIX UCHOJB3YIOTCS Takue (hapMaleBTHIECKU IPUEMIIEMbIE MPOJICKaPCTBa.

TepmuH "nposekapcTBO" 03Ha4YaeT MPEANIECTBEHHHKAa 0003HAUCHHOTO COEMHEHMS, KOTOPBIA Tocie BBe-
JICHUS] CyOBEKTY JIaeT COeTMHEHHE In Vivo IMyTeM XMMHYECKOTO MM (PU3MOJIOIMYECKOTO MpOoIecca, TAKOTro Kak
COJIbBOJIM3 WM (DePMEHTATUBHOE PACIHICIUICHUE, WU B (PU3UOJOTHUYSCKUX YCIOBHAX (HATIPUMED, TPU JTOBEIC-
HHUH 10 (hu3H0Iornueckoro yposHs pH mnposekapcTBo mpeBpamiaercs B coequaerne no gopmyse). "dapmanes-
THYECKH NPUEMIIEMOE TPOJIEKAPCTBO" - 3TO INPOJIEKAPCTBO, KOTOPOE SIBISICTCS HETOKCHYHBIM, OMOJIOIMYECKU
MEPEHOCUMBIM M HHBIM 00pa3oM OHOJIOTMYECKH MPUEMIIEMbIM ISl BBeIeHHs CyObekTy. MIuocTpaTuBHbIe mpo-
HeAypHl BEIOOPA M MPUTOTOBJICHUS TTOAXOAAIINX MPOJIEKAPCTB OMKCaHbI, Hanpumep, B "Design of Prodrugs", ed.
H. Bundgaard, Elsevier, 1985.

Hacrosiiee onucanue Takke OTHOCHTCS K (hapMalleBTHYECKH aKTHBHBIM METaboIHUTaM coeluHeHuid Qop-
Mmyisl (A), (A-1), (A-2), (I), (Ia) umu (Ib) nnu coenuuenuit u3 Tabi. 1, a Takke K MCIIOIH30BAHUIO TAKMX METa-
0ONUTOB B croco0ax, MPeICTaBICHHBIX B HACTOSIIEM JMOKyMeHTe. "dapMaleBTHIeCKH aKTUBHBIN MeTabomut"
03HavaeT (hapMaleBTUIECKH aKTHBHBIN MPOIYKT MeTab0IM3Ma B Oprann3Me coeauHeHus popmyist (A), (A-1),
(A-2), (1), (Ia) nm (Ib), wmm coequuenuit u3 tadm. 1, wiu comu ar000ro U3 BhILENepeyncieHHoro. I1ponekaper-
Ba M aKTHBHBIC META0OJIUTHl COCTMHECHUS MOXKHO OINPEICIUTh C MMOMOIIBI0 OOBIYHBIX METOJUK, U3BECTHBIX WU
JIOCTYIIHBIX B JaHHOW oOnacTu TexHUKU. 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 Ap-
plication of Prodrugs, Drug Design and Development (Krogsgaard-Larsen et al., eds., Harwood Academic Pub-
lishers, 1991).

dapmareBTHIECKHEe KOMITO3HIHH.

B nensx nedenust papManeBTUIECKUE KOMIIO3UIHMH, COJCPIKAIIUE COSTUHEHUs, OIIMCAHHbIE B HACTOSILEM
JIOKyMEHTE, MOTYT JIOTIOJHUTENIbHO COJEepPIKaTh OMHO MK Ooiee (papMareBTHUECKH MPUEMJIEMBIX BCIOMOTa-
TENBHBIX BeulecTB. dapMareBTHUECKH MPUEMIIEMOE BCIIOMOTATEIFHOE BEIIECTBO - 3TO BEIIECTBO, KOTOPOE SIB-
JSETCS. HETOKCHYHBIM M WHBIM 00pa3oM OMOJOTMYECKH MPUEMIIEMBIM JIJIs BBeleHus CyObekTy. Takue BcroMo-
raTeJIbHbIe BEIIECTBA CIIOCOOCTBYIOT BBEICHHUIO COSIMHEHHUH, OMMCAHHBIX B HACTOSAIIEM JIOKYMEHTE, U SBIISIOTCS
COBMECTHMBIMH C aKTHBHBIM HHTpeIUeHTOM. [IpuMmepbl (apManeBTHYSCKH MPUEMIIEMBIX BCIIOMOTATEIbHBIX
BEILECTB BKIIOYAIOT B ceOsl CTaOMIM3aTOPBI, CMa3bIBAIOIINE BEIECTBA, IMOBEPXHOCTHO-aKTHBHBIC BEIECTBA,
pa30aBuTENH, AHTUOKCUIAHTHI, CBSI3BIBAIOIINE BEIIECTBA, KPACUTEIH, 00bEMOOOPA3yIOIIUE areHTHI, SMYIbraTo-
PBI WITH BKYCOMOJU(UIMPYIOIINE areHThl. B KOHKPETHBIX BapHaHTaX OCYLIECTBICHHS (hapMalleBTHIECKUE KOM-
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MO3WIIMU B COOTBETCTBUU C HACTOSIIUM OIKCAHHEM IPEICTABISAIOT COOOW CTepHIIbHBIC KoMmmo3unuu. dapma-
[EBTHYCCKUE KOMITO3UIIMKA MOTYT OBITH MOJYYCHBI C IOMOIIBI0 METOANK CMEIIMBAHMUS, U3BECTHBIX MM JTOCTYII-
HBIX CIICIMAJIICTY B JAHHOW 001aCTH TEXHUKH.

CrepuibHBIE KOMITO3UIIMN TaKKe MPEeIyCMOTPEHBI HACTOSIIIIAM H300peTeHHEM, BKITI0Uasi KOMIIO3UITHH, KO-
TOpBIE COOTBETCTBYIOT HAIIMOHANBHBIM M MECTHBIM TIPABHJIAM, PETYIHPYIONINM TaKHe KOMITO3HIIHH.

dapmaneBTHIECKHE KOMIIO3UINH U COCTUHEHHUS, OMMUCAHHBIE B HACTOSIIEM JOKYMEHTE, MOTYT OBITH CO-
CTaBJICHBI B BHJIC PACTBOPOB, SMYJIBCHH, CYCIICH3MH MM AUCIEPCHI B MOAXOAANINX (hapMaleBTHUECKUX pac-
TBOPHUTEISX WIM HOCHUTENAX, TNO0 B BUAE MU0, TAOJIETOK, MACTIIOK, CYIIIIOSUTOPHUEB, callle, Apaxe, TPaHyl,
MOPOIIKOB, MMOPOIIKOB JIi BOCCTAHOBIICHHS WM KaIllCyl BMECTE C TBEPABIMH HOCUTEISIMH B COOTBETCTBHU C
TPaTUIMOHHBIMH CIIOCO0aMHU, M3BECTHHIMHU B JIAHHOW 0O0JACTH TEXHUKHU JUIS TOJYYCHHUS Pa3IMYHBIX JICKApCT-
BeHHBIX (hopM. DapmaneBTHYECKHE KOMIIO3HIIUH 110 HACTOSIIEMY H300PETCHHIO MOTYT BBOAMTHCS ITOAXOISIIAM
MyTeM JOCTaBKH, TAKMM KaK MEPOPATbHEINA, MapeHTEPaTbHbIN, pEKTATbHBIN, Ha3aJIbHBIA, MECTHBINH U TJIa3HOU
MyTH JIUOO MTyTEM UHTaIANUU. B HEKOTOPHIX BapUaHTaX OCYIICCTBICHHS KOMIIO3HUIIUU COCTABICHBI JJIST BHYTPH-
BEHHOTO WU IIEPOPATHHOTO BBEICHUS.

Jna mepopaiabHOTO BBEACHUS COSAMHCHHS IO HACTOSIIEMY H300pETEHHIO MOTYT OBITH TPEIIOKEHBI B
TBepIoH Gopme, Takoi Kak TaONEeTKN WM KallCyibl, MIIM B BUAE PAacTBOPA, SIMYJIBCUH WIN cycrieH3nuu. s mo-
JYYCHUS TepOPATEHBIX KOMIIO3HUIUI COeIMHEHHS 10 HACTOSIIEMY H300pPETEHHIO MOTYT OBITh COCTABIICHBI IS
MOJTydeHusl 03bl, HampuMep, oT okoyio 0,01 mo okxoso 50 Mr/kr exemHeBHO, WM OT okoso 0,05 mo oxoso
20 mr/kr exeaHeBHO, WM OT 0kojo 0,1 mo okoso 10 MI/Kr ekeIHEeBHO. J{OMOJHHUTENIbHBIC JO3bI BKIIIOYAIOT B
cebst ot okosio 0,1 Mr 1o 1 r exxeaHeBHO, OT 0KOJ0 1 10 okoo 10 Mr exxegueBHO, OT 0K0JI0 10 10 0K0J0 50 MI
€XeJHEBHO, OT 0KkoJ0 50 1o okomno 250 Mr exxenHeBHO Wi 0T okoso 250 mr no 1 r exennesHo. IlepopanbHbie
TabJICTKH MOTYT COICPKaTh aKTUBHBIC MHTPEIUCHTHI, CMCIIAHHBIC C COBMECTUMBIMHU (hapMAalleBTHYECKU TIPUEM-
JIEMBIMH BCIIOMOTATEIILHBIMH BEIIECTBAMHU, TAKIMH KaK pa30aBUTEIH, NC3UHTCTPUPYIOIINE arcHTHI, CBA3BIBAO-
IIME BEIIECTBA, CMA3bIBAIOIINE BEIICCTBA, IMOJACTACTUTEIH, apOMATH3aTOPhI, KPACUTEIN U KOHCEpBaHTHL. [loj-
XOJISIIIUE UHEPTHBIC (PIILICPHI BKIIOYAIOT B ce0sl KapOOHAT HATPHUS U Kajblus, (ocdar HATPUS U KaJbIlHs, JTaK-
TO3y, KpaxMaJ, caxap, TTIOK03y, METHIILIEIUTIONO03Y, cTeapaT MarHusi, MaHHUT, COPOUT U T.1. [IpuMepsl KUIKuX
MIepOPANBHBIX BCIIOMOTATEIBHBIX BEIIECTB BKIFOYAIOT B Ce0s ATaHO, TIUIEPHH, BOAYy H T.1. Kpaxmar, monusu-
HmuppoxuaoH (IIBIT), kpaxManrauKoIsAT HaTpUsl, MUKPOKPUCTAIUTNYECKas [EJUTI0NI03a U abIHHOBAs KUCIIOTa
SBIISTIOTCS] IPAMEPaMH Je3UHTETPUPYIOMNX areHTOB. CBS3BIBAIONINE BEIIECTBA MOTYT BKIIIOYATH B ce0sl Kpax-
Man 1 kenaTuH. CMa3bpIBafoONIUe BEUIECTBA, €CIH MPHUCYTCTBYIOT, MOTYT NPEICTABIATh CO00I cTeapaT MarHus,
CTCapHHOBYIO KHCJIOTY WIH TaIbK. [Ipn HEOOXOMUMOCTH TaOJIETKH MOTYT OBITh MOKPHITHI MaTePHAIOM, TaKUM
KaKk MOHOCTeapaT TJHUICpHHA WIH JHCTeapaT TIHMICPHHA, YTOOBI 3aMC/IUTh BCACHIBAHHE B IKEITYIOYHO-
KHIICYHOM TPAKTE, WK MOTYT OBITh TIOKPBITHI SHTEPOCOTIOOMIEHBIM TOKPBITHCM.

Karmcynsl 11 mepopaibHOTO BBEICHHS BKIIFOYAIOT B Ce0sl TBEP/IbIC M MSTKHE KEIATHHOBBIC Karncynbl. s
MOJYYCHUST TBEPABIX JKEJTATHHOBBIX KAaICyJl aKTUBHBIC MHTPEIMECHTHI MOTYT CMEIIMBATHCS C TBEPIBIM, IMOIY-
TBEPIBIM WM KUAKUM pa30aBuUTeIleM. MSATKHE KEITATHHOBBIC KAICYIBI MOTYT OBITH MOJYYCHBI IyTEM CMCIIH-
BaHUs aKTUBHOTO MHTPEIUCHTA C BOAOM, MACIIOM, TAKMM KaK apax¥COBOC WM OJMBKOBOC MACIO, XKHUIKAM TIa-
paduHOM, CMECHI0 MOHO- M JWUTIHUIIEPHIOB KOPOTKOIETIOUEUHBIX KHUPHBIX KUCIOT, MONMATHICHTIHKoIeM 400
WY TIPOTIAJICHTTUKOJIEM.

JKunkocTu 17 IepopatbHOTO BBEACHUS MOTYT OBITH B (hopMe cycrieH3ui, pacTBOPOB, SMYIBCHH TN CH-
POTIOB, MOTYT OBITH JTHO(GMIN3UPOBAHHBIMH WIIM MOTYT OBITh MPEICTABICHHI B BHJIE CYXOTO MPOIYKTa IS pas-
BEJCHUS BOJOW MM IPYTMM HOIXOIAIIMM HOCHUTEIEM Iepel] WCIOJIb30BaHMEM. Takue KHIKHE KOMITO3UIINN
MOTYT HEOO0S3aTEIBFHO COJIEPXKaTh: (papMalleBTUYECKU MPHEMIIEMbIC BCIIOMOTATCIBHBIC BEHICCTBA, TAKHE Kak
CYCIICHIUPYIOIINE arcHTHl (HaImpuMep, COpOUT, METHIILEIUTION03a, allbTUHAT HATPUS, JKCIATUH, THIPOKCHUITHII-
LEILTF0I03a, KapOOKCUMETIIIIEIUTION03a, Telb cTeapaTa allOMUHHS W T.11.); HCBOJHBIC HOCHUTEIH, HAIpUMED,
Maclo (HarmpuMep, MUHAATHHOE Maco WK (PaKIHOHUPOBAHHOE KOKOCOBOE MAcIO), MPOMMICHTITHKOIb, STHIIO-
BBII CIIMPT WM BOJAY; KOHCEPBAHTHI (HAIIPUMED, METHII I IPOMWI M-THAPOKCUOCH30aT WM COPOMHOBAS KH-
CJIOTA); CMAYMBAOIIUC aTCHTHI, TAKHE KaK JICHUTHH; U MPH HEOOXOAUMOCTH apOMATH3aTOPHI HIH KPACHTEIIH.

Kommnozumun mo u300peTeHnio MOTYT OBITh COCTABIICHBI ISl PEKTaTBFHOTO BBEICHUS B BHAE CYIIIO3UTO-
pus. [ mapeHTepalbHOTO WCIOJIB30BAHMSA, BKIIIOYAs BHYTPUBEHHBIH, BHYTPUMBIIICYHEIH, BHYTPHOPIOIINH-
HBIH, HHTpaHa3aJbHBIN WM TOJKOKHBIN ITyTH, ar€HTHI TI0 HACTOAIIEMY OIHCAHHIO MOTYT OBITH NMPEIJI0KEHH B
CTEPHIIBHBIX BOJHBIX PACcTBOpaX WIHM CYCHCH3UAX, Oy(hepn3npOBaHHBIX 10 COOTBETCTBYomEero pH u m3oToHnd-
HOCTH, WJIX B TIApEHTEpabHO mpreMieMoM Mmacie. [loaxonasmme BoJHbIE HOCUTENN BKIIIOYAIOT B ce0sl pacTBOpP
Punrepa m M30TOHUYECKUI pacTBOp HATpus Xjopuaa. Takue GOpMBI MOTYT OBITh MPEACTABICHBI B € TMHUYHOM
JICKApCTBCHHOM (hopMe, TakOM Kak aMITyJbl MM OJHOPA30BBIC YCTPOMCTBA IS MHBCKIMH, B MHOTOI030BBIX
(dhopMmax, Takux Kak (pIaKOHBI, W3 KOTOPBIX MOKHO TOJIYYHTH COOTBETCTBYIOIIYIO J03Y, JINOO B TBepAOH (Gopme
Wwid B GpopMe MEPBUYHOTO KOHIIGHTPATa, KOTOPBIE MOXKHO HCIOJB30BAThH JUIS MOJNYYCHUS] HHBCKIHOHHOTO CO-
craBa. VmtroctpaTuBHBIE MH(QY3MOHHBIE 03Bl BapbUPYIOTCS B AuanasoHe oT okoso 1 mo 1000 MKr/kr/mMuH.
areHTa, CMEIIAHHOTO ¢ ()apMaIeBTUYCCKUM HOCUTEIIEM B TCUCHUE MEPUOJIa B JUAMA30HE OT HECKOIBKIX MUHYT
JI0 HECKOJIBKUX JTHEH.

Jna Ha3ampHOTO, WHTAISAIMOHHOTO WM HEpOPAIFHOTO BBEACHUS (DapManeBTHUECKHE KOMIO3WIIUH IO
M300pETEHNIO MOTYT BBOJAUTHCS ¢ IOMOIIBIO, HAIPUMED, CTIpesl, TAKKE COAECPIKAIIETO MOIXOAAIIIA HOCHTEIb.
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JIJI1 MECTHOTO TIPUMEHEHUsI COSAMHEHNUS 110 HACTOSIIEMY M300pPETEHHIO MOTYT OBITh COCTaBIICHBI B BUJIE
KPEMOB WM Ma3el 00 B BUIC aHAJIOTUYHOTO HOCUTES, MTOAXOISINETO 1 MECTHOTO BBeACHUs. J[1s MecTHO-
TO BBEJCHHUS COCIUHECHHUS MO M300PETEHHIO MOTYT CMEIINBATHCS C (papMameBTUYECKUM HOCHTENIEM B KOHIICH-
Tpauuu oT okouo 0,1 1o okono 10% nexapcTBa Mo OTHOMIEHUIO K HOCUTENIO. B pyrom criocobe BBeAeHNS areH-
TOB TI0 HACTOSIIEMY M300PETEHHIO MOXET HMCIOJIB30BATHCS IUTACTHIPH JJIS OCYIISCTBIICHHS TpaHCICPMAaIbHON
JOCTaBKH.

Tepmun "neuenue" unm "mporecc jgedeHus" B KOHTEKCTE HACTOSIIETO TOKYMEHTa OTHOCHTCS K TOIAXOMY
JUTA TIOTYYEHUS TIOJIE3HOTO WIIM JKENaeMOr0 pe3ysibTaTa, BKIIOYas KIMHWYECKHe pe3yibTaTsl. [l meneit Ha-
CTOSIIIETO ONKCAHUS ITOJIC3HBIA WK KEJIACMBIH pe3yNIbTaT BKIIOYACT B ceOst 0€3 OTpaHUYCHUS: CHIDKCHHE TSKE-
CTH WM CICPXHBAHUC yXYIIICHHUS 3a00JICBaHUS, CUMOTOMA MM COCTOSHHS, OOJICTYCHHE CUMIITOMA, W/WIA
CHIDKCHHE CTCIICHH TSHKECTH CHMIITOMA, W/IITU MPEOTBPALICHUE YXYIIICHUS CUMIITOMA, CBSI3aHHOTO C COCTOSI-
HHUEM; OCTAHOBKY Pa3BHTHs 3a00JCBaHUS, CUMIITOMA MM COCTOSHUS, OOJIeryeHue 3a00JIeBaHIsI, CHMOITOMA WIIH
COCTOSIHUS; BBI30B PErpecCru 3a00JICBaHuUs, HAPYIICHUS WM CUMITOMA (C TOYKH 3PCHUSI TSDKSCTH WM YaCTOTHI
HETaTUBHBIX CHMIITOMOB) WJIM OCTAHOBKY CHMITOMOB 3a00JICBaHUS WM COCTOSHUA. [10NIe3HBIC MU JKelaeMbIe
pe3yIbTAaTHl TAaKXKE MOTYT MPEICTABIATH COO0H 3aMeIeHHe, OCTAaHOBKY WIJIM PEBEPCHPOBAHUE IPOTPECCHPYIO-
IIeTO TeUYEeHHUs 3a00JIeBaHuUs WK cocTosHUA. HanpumMep, mose3nbie 3¢ (GheKThl MOTYT BKIIIOUATh B ceOsl 3aMeie-
HHE TporpeccupoBanus O0one3nn IlapkuHCOHA ¢ paHHEH cTanuu (HampuMmep, MPOAPOMAaIbHON CTaIuN WIH CTa-
mau 1, 2 wm 3) k Gonee mo3mHeH craguu (HanmpuMmep, ctaanu 4 wim 5) 6o octaHoBKY Oosie3nn [TapkuHCOHA
Ha MPOIpOMaIbHON WIIM paHHE! CTauu.

B koHTEKCTE HACTOSIIETO JOKYMEHTa TEPMHH "3aepikKka" pa3sBUTHA 3a00JCBaHUS WIIM COCTOSHUS O3HAYa-
eT 33JIePXKKY, NPENATCTBOBAHHE, 3aMeUICHHE, TOPMOXKCHNE, CTA0MIN3AIMIO W/MIM OTCPOUKY pa3BUTHS 3a0oie-
BaHUSI WM COCTOSIHUS. DTa 3aJIepKKa MOKET OBITh Pa3IMYHON MPOIOKATSILHOCTH, B 3aBUCUMOCTH OT UCTOPUU
00JIe3HH W/WIIM WHAWBUAYYMa, KOTOPBIA MOJUICKUT JedcHHI0. Kak 04eBHIHO CHENHANKCTY B JaHHOW 00JIacTh
TEXHHUKH, TOCTATOYHAS WU 3HAYUTEIbHAS 3aJePKKa MOXKET, IO CYTH, BKJIIOYATh B CeOs MPEIOTBPALICHUE, 10-
CKOJIbKY Y MHIMBHIYyyMa HE pa3BUBaeTCs 3a0oJieBaHME WM cocTosiHMe. Hampumep, crocod, koTopslii "3amep-
skuBaeT" pasputue Ooiye3Hu [lapkuHcona (HampuMep, Ha TPOJAPOMATBLHOW CTATUN Y HHIUBUAYYMA) - 3TO CITO-
€00, KOTOPBI CHIDKAET BEPOSITHOCTH PA3BUTHS 3a00JICBAHMS B 3aJaHHBIN MEPHOI BPEMEHH W/WIH YMEHBIIAeT
CTeTIeHb 3a00JICBaHMS B 33JaHHBIN MEPHOJ BPEMEHHU IO CPAaBHEHHIO C BapHAHTOM HEWCIIONB30BAHMS IaHHOTO
cnoco0a.

TepmuH "CcyOBEKT" OTHOCHTCSA K TAIMEHTY-MJICKOIHUTAIONIEMY, HYXIAIOIMEMYyCsl B TaKOM JICUCHUH, Ha-
npuMep K genmoBeky. "CyObeKkToM" MOXET OBITh YEIOBEK MIIM MOXKET OBITh KOT, co0aka, KOpoBa, KPbICa, MBIIIIb,
JOIIA/Ib WM APYTroe OJIOMAITHEHHOE MIIEKOTINTAIOLIEE.

[Ipumeps! 3a001eBaHuit, KOTOPBIC XapaKTEPU3YIOTCs arperalueil Oenka, BKIFYAOT B ceOs 00Je3Hb AJTbII-
reiimepa, Oone3np [lapkuHCOHaA, TOOHO-BUCOYHYIO JEMEHIMIO, JIeMEHIMI0 ¢ Teabuamu JleBu (Oone3Hp Teier
JleBu), Gone3np [lapkuHCOHA ¢ JeMEHIMEH, MHOXKECTBEHHYIO CHCTEMHYIO aTpo¢uio, aMHOTpopHIecKuil are-
PANBHBIN CKJIEpPO3 U 00e3Hh XaHTHHITOHA, a TAK)KE BOCMANIUTEIBHBIC 3a00JICBaHus, TAKAE KaK aCTMa, XpOHUYC-
ckast obctpyktuBHas Oone3nb Jjerkux (XOBJI), xpoHndyeckue nentuueckue sI3BbI, TYOEpKyJie3, peBMAaTONTHBIH
apTPUT, XPOHUIECCKUHA CHHYCHT, remaTuT (Hampumep, renatut B nim C), mogarpa, BoadaHKa, IUIEBPHT, SK3EMa,
TacTPHT, IICOpHa3, MICOPHATHICCKAN apTPUT, BACKYJIHT, JIADUHTHT, aJUNIEPTHUCCKUE PEAKIIUN, PACCESHHBIN CKle-
po3, 6one3nb KpoHa, TpaBMarndeckoe MoBpexaeHne royioBHoro mMosra, CIDP (xpoHuueckas BocamuTelbHAS
JEeMHUCITHHA3ZUPYIOIIAs TOJIMHEHPOTIaTHs), aTOMMMYECKUH AePMaTUT, OOBIKHOBEHHBIC YTPH, po3area, HeaJIKoT0JIb-
Hast )KHpOBasi 00JIE3Hb MEUEHH, HEAIKOTOIBHBIM CTeaTOreNaTHT, TPABMbI POTOBHIIEI, HAPYIIICHUS POTOBHUIIHI, 00-
ne3np llltaprapara (rOBeHWIBHAS MaKyJspHas JereHepallvs), Bo3pacTHAas MaKyJsIpHas JCTCHepanus, CEIcCHC,
JIrabeTHYecKre paHbl, BUPYC MPOCTOTO reprieca U rpuOKoBbIe, OaKTepHabHbIE, BUPYCHBIE U OITyXOJeBbIe 3a00-
JICBaHUS WA COCTOSHUS. JIOTONHUTENbHBIC MPUMEPhl 3a00JICBaHUI BKIIIOYAIOT B Ce0sl MPOTPECCHPYIOLIHIA
Habsaepublid mapanud (ITHIT), 6oe3ns Humanna-ITnka tuna C, CHHAPOM pa3pakeHHOTO KUIIEYHUKA, OCTEO-
aptput, HSV poroBuusl, HHCYJIbT M HIIEMHUYECKYIO 00JIE3Hb CepALia.

B onHoM acnekTe coequHEHHS M (hapMaleBTHYECKHUE KOMITO3HIMH 110 HACTOSAIIEMY M300pPETCHUIO CIEeIH-
(uyecku HareneHsl Ha auMepbl Oenka TLR2. Takum oOpa3om, 3TH coeAMHEHUS W (dapMaleBTHIECKAE KOMIIO-
3UIMU MOXKHO HCIOJB30BaTh U MPEAOTBPAIICHNS, 3aMEUICHUS, PCBEPCHPOBAHNUS WM WHTHOMPOBAHUS THUME-
puzanuu 6enkoB TLR2 ¢ apyruMu IurangaMy MPUPOIAHBIX OEITKOB, a TAK)KE OHU HCIOJIB3YIOTCS B CITOCO0aX 1O
HACTOSIIEMY H300PETCHHIO AJIS JICUCHISI HEBPOJIOTHIECKUX M BOCTIAJUTEIBHBIX 3a00JICBaHMMA, CBSI3aHHBIX C Ta-
KOI TuMepHu3aIiel Win BEI3BaHHBIX €10. B HEKOTOPHIX BapHaHTaX OCYIIECTBICHHUS CIIOCOOBI JICUSHS HAICICHBI
Ha O6ose3ns [lapkuHCcOHa, O0e3Hb ANblreiiMepa, 60e3Hb Tenel JIeBH, MHOKECTBEHHYIO CHCTEMHYIO aTpoQHIo,
ATONMYECKUH IepMaTUT, TPaBMaTHIECKOEe MOBPEXKICHNE TOJIOBHOI'O MO3Ta WM paccesHHbII ckiepo3. Coenune-
HHS, KOMITO3UILMH U CHOCOOBI 110 HACTOSILIEMY M300pPETEHHIO TaK)Ke MCIIONB3YIOTCS JUIS CMSTYEHHs BPETHOTO
BO3ACUCTBHS, KOTOPOE SBJICTCS BTOPHUYHBIM MPH JUMEPU3ANUU OCITKOB W/WIKA HENPABWIBHON YKIIAJKe, HAIIPH-
Mep, THOETh HeHPOHATBHBIX KICTOK.

B HEKOTOpBIX acneKkTax COeAMHEHUS, KOMIIO3ULIUK U CIIOCOOBI IO HACTOSIIEMY M300pPETCHHIO UCIIOb3Y-
FOTCS Il MHTHOUpoBanus numepu3anun TLR2. B anbTepHAaTUBHBIX acleKTaX COCAMHEHUS, KOMIIO3HIIUU U CIIO-
COOBI 0 HACTOSIIEMY H300pETEHUIO WCIONB3YIOTCS UIsi WHTHOWpoBaHWsA aumMepusanuu TLR2 ¢ momomisio
TLR1, unu ¢ momomisio TLR6, mmu ¢ ToMOIIEI0 000HX.
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B cnocobax MHrHOMpPOBaHUS MO HACTOSIIEMY H300peTeHH0 "3 QeKTHBHOE KOTMYECTBO" 03HAYACT KOIU-
YECTBO, JOCTATOYHOC JJIsi CHIDKCHHS, 3aMEIJICHHS IPOTPECCUPOBAHUS WIH PEBEPCUPOBAHHS JTUMCPHU3AIIH
TLR2. M3mepenne CTeNeHN TUMEPHU3AIIUH MOXKET OBITh BHITIOJHEHO C MMOMOIIBIO0 OOBIYHBIX aHATUTHYECKUX CIIO-
co0O0B, TaKMX Kak, HAIPAMEp, ONHCAHBI HIDKE. Takas MOIYIALHNS SBISETCS TOJIE3HOW B PA3IMYHBIX YCIOBUSX,
BKITIOYAsl aHAJHM3HI in vitro. B HEKOTOPBIX BapHaHTaX OCYIIECTBJICHHS TaKUX CHOCOOOB KJIETKA MPEACTaBIICT
co6oit HepBHYIO KiIeTKy nin kietky HEK wimu THP.

B crioco6ax nedeHns B COOTBETCTBUH C HACTOSIIMM n300peTeHreM "dhPexkTHBHOE KOTUIECTBO" 03HAYAET
KOJIMYECTBO WIIH JA03Y, JOCTATOYHBIC JJISl TOTO, YTOOBI B 0OIIEM MIPHUBECTH K YKeJIaeMOH TeparneBTHIEeCKOH MOJIh3e
y cyOBeKTa, HYXKIAIOMIETOCA B TAKOM JicueHUH. D(P(PCKTUBHBIC KOTHMYCCTBA WM JTO3BI COCAMHEHUI MO HACTOS-
IIeMYy H300PETEHUIO MOTYT YCTAHABITUBATHCS OOBIYHBIMH CITOCOOAMHU, TAKUMHU KaK MOJICITUPOBAHKE, TIOBBIIIICHHE
JIO3BI WM KIMHUYECKHE HCCIICOBAaHUS, MPUHUMAs BO BHHUMaHUC OOBIYHBIC (DAKTOpHI, HAPHMEP CHOCOO WM
MyTh BBEACHUS WIN JOCTABKH JICKAPCTBA, (PapMAKOKHMHETUKY arcHTa, CTCNCHb TSHXKECTU U TCUCHHE WH(CKIIUH,
COCTOSIHUE 3/IOPOBBSI, COCTOSIHAC M BEC CYOBCKTA, a TaKKe CY)KICHHUS JIeyamero Bpada. MmmocTpaTUBHAs 1032
HAXOIUTCS B IMATIA30HE OT OKOJO 1 MKT 10 2 MI' aKTUBHOT'O BEIISCTBAa Ha | KT MacChl Tena CyObeKTa B CYTKH,
Hanpumep, ot okosio 0,05 mo 100 mr/kr/cyTku, wim OoT okojio 1 mo 35 wmr/kr/cyTku, wim ot oxoso 0,1 mo
10 mr/kr/cyTku. B anpTepHaTHBHBIX BapHaHTaX OCYIIECTBICHHUS WLTIOCTPATHBHAS 1032 HAXOIUTCS B IHATIa30HE
oT okoyio 1 Mr mo okoiyo 1 T B cyTku wim okosio 1-500, 1-250, 1-100, 1-50, 50-500 wm 250-500 Mr B CyTKH.
OO6m1ast 1032 MOXKET BBOIUTHCS B BHJE PAa30BOU O3B WM pa3felbHBIMH J03aMHU (HaIpuMep, /1Ba pa3a B JCHb,
TpH pa3a B ICHB, YETHIPE pa3a B JICHB).

ITocne HacTyIUIeHHS y MAIMEHTa YIYYIICHHUS €ro 3a00JEeBaHUS 032 MOXKET OBITh CKOPPEKTHPOBAHA IS
IPOPUIAKTUUCCKOTO WK TOICPKUBAIOIIETO JiedeHus. HampumMep, 103UpOBKa WM 4acTOTa BBEACHUS, WIH U TO
U IPyroe, MOTYT ObITh YMEHBIICHBI B 3aBUCHMOCTH OT CHMIITOMOB JIO YPOBHS, IIPH KOTOPOM TOJICPKUBACTCS
JKENACMBIN TepaneBTHYCCKUH win npodrmiakrudeckuii 3QQekr. KoHeuHo, eclii CUMNTOMBI YMEHBITHIIUCH JI0
COOTBETCTBYIOIIETO YPOBHS, JICUEHUE MOXKET OBITh MpekpaiieHo. OHaKo MPHU J0O00M MOBTOPEHUH CHMIITOMOB
MaIlMeHTaM MOXET MOHAJO0OUTHCS JNOJITOBPEMCHHAS MHTEPMUTTHPYIOMIAs Tepamus. [lanmueHTaM Takke MOXKET
TTOHAT0OUTHCS TONTOBPEMEHHOE XPOHIMYECKOE JICICHHUE.

KomOunHarmu nekapCTBEHHBIX CPE/ICTB.

CoenuHeHHs 10 M300pETEHHI0, ONMMCAHHBIC B HACTOSIIEM JOKYMEHTE, MOTYT OBITh MCIIOJNB30BAHHBI B (ap-
MAaIeBTUYECKUX KOMITO3UIISX WM CII0CO0aX B KOMOMHAITMH C OJHUM HJIM O0Jiee JOMOTHUTEIbHBIMHA aKTHBHBI-
MU HHTPEINCHTAMH UIS JICUCHHUS HeHpoIereHepaTUBHBIX PaccTpOHCTB. JlONMOTHUTENbHBIC aKTUBHBIE HHIPEIH-
€HTHI JUII IPOTHBOPAKOBOTO MPUMEHECHHS BKIIIOYAIOT B ce0s IPYrHe MPOTHBOPAKOBBIE TEPAIEBTUIECCKHE CPE-
CTBa WJIU arcHTHI, KOTOPHIC CMATYAIOT HEONAronpusTHBIC 3PPEKTH MPOTHBOPAKOBBIX XUMHUOTEPATICBTHUCCKIX
areHToB. Takue KOMOWHAIIMH MOTYT CIIY)KHUTh JJIs TIOBBIMICHUS 3((EKTUBHOCTH, OOJIETYCHUS IPYTHX CHMIITO-
MOB 3a200JICBaHHUs, CHI)KATh OJMH HIH 0oJee MOO00YHBIX 3()h()EKTOB WK COKpaIaTh TpeOyeMyro 103y COCTUHE-
HUS 10 M300peTeHUI0. JIOTOHUTEbHBIC aKTHBHBIC WHTPEIUCHTEI MOTYT OBITh BBEICHBI B (hapMalleBTHICCKON
KOMITO3HUIUH, OTACIBHON OT COSMHCHHS TI0 HACTOAIIEMY U300pPETECHHIO, MK MOTYT OBITh BKJIFOUCHBI BMECTE C
COCJIMHECHUEM [0 HACTOSIIEMY W300pPETCHUIO B OJHY (DapMaleBTHUCCKY0 KOMIO3HIUIO. J[OMOIHUTEIbHEIC aK-
TUBHBIC WHTPEIUCHTHI MOTYT OBITH BBEIECHBI OJHOBPEMEHHO C, 10 M TIOCJIE BBEICHHS COSANHEHHS 110 HACTOS-
meMy U300pETeHHIO.

ATeHTBl KOMOWHAITNH, BKJIIOYAs JOMOJHHUTENbHBIC aKTHBHBIC MHIPEAUCHTHI, SBJSIIOTCS TaKOBBIMH, KOTO-
pBIe, KaKk U3BECTHO MM OOHAPYKEHO, SBISIOTCS 2P(EKTUBHBIMY TPH JICUSHUH 3a00JIEBaHUH, PaCCTPOMNCTB, CO-
CTOSIHUI ¥ CHMITOMOB, OITMCAHHBIX B HACTOSIIEM JOKYMEHTE, BKIIFOYAsl TAKHE areHTHI, KOTOPHIE SBISIOTCS aK-
TUBHBIMHU B OTHOIIICHUU JPYTrOW MUIICHH, CBSI3aHHOW C 3a00JI€BaHUEM, PACCTPOUCTBOM MM CHMIITOMOM, TaKHe
Kak, 0c3 OrpaHUYCHUS, a) COCMHEHUS, KOTOPBIC YCTPAHSIIOT HEMPABIWIBHYIO YKIAJIKy OCIKOB (Hampumep, Jie-
KapcTBa, KOTOPBIC CHIDKAIOT BEIPA0OTKY ATHX OCJIKOB, KOTOPHIC TMOBEIMIAIOT X KIIMPEHC WITH KOTOPBIC H3MCHSIOT
UX arperanuio Wik pa3MHOXKEHHUE); b) COeTMHEHUs, KOTOPBIC JIeYaT CHMIITOMBI IMOTOOHBIX PaccTpOCTB (Ha-
npuMep, 10(haMUH-3aMeIIA0NIIe TEPAIUK); U C) JICKapCTBa, KOTOPHIC BBICTYIAIOT B KAYECTBE HEHPOIIPOTEKTOP-
HBIX arcHTOB OJarojaps B3aWMOJOIONHSIONIEMY MEXaHH3MY (HampuMep, JCKapCTBa, KOTOPBIC HAIICICHBI Ha
ayTodaruro, KOTOphIe ABISIOTCS AHTHOKCHAAHTAMH U KOTOpbIC NEHCTBYIOT IO APYTUM MEXaHHU3MaM, HallpuMep,
aHTarOHHUCTHI perenTopa ajgeHo3nna A2A).

Hanpumep, KOMIIO3UITNH ¥ COCTABHI IO HACTOAIIEMY H300PETEHHIO, a TAK)KE CIIOCOOBI JICUEHHUSI MOTYT J0-
MIOJTHUTENNBHO BKIIIOYATH B ceOs Apyrue JeKapcTBa WiN (papMareBTHIecKre IpenapaTsl, HapuMmep Apyrue ak-
THUBHBIC BEIIECTBA, IPUTOJHBIC IS JICYSHHUS FIIN MaJUTHATHBHOTO JICYCHUST HEBPOJIOTHUECKUX WITH BOCTIATTUTEIb-
HBIX 3a00JIeBaHUM, CBS3aHHBIX ¢ auMepusanueld TLR2 wim BRI3BaHHBIX €10, HanmpuMep 0ose3Hu [lapkuHCOHA,
oonesnn Anbrreiivepa (BA), 6onesnu Tenen Jlesu (BTJI) u MHOXecTBeHHOM cructemHOl aTpoduu (MSA), a
TaKXKe CBSI3aHHBIX CHMIITOMOB WM cOocTOsHHMA. Hampumep, dapmaneBTHYCCKHE KOMITO3UIMH 110 HACTOSIIEMY
U300pPETEHUIO MOTYT JIOTIOJIHUTEIBHO COICPIKATH OJJHO MIIM OOJIee 3TUX aKTUBHBIX BEIIECTB, & CIIOCOOBI JICUCHUS
MOTYT JOTIOJHHUTEIEHO BKJIIOYATh B ce0s BBeAeHUE 3P (PEKTUBHOTO KONHYECTBA OJTHOTO WM 0OJICe TAKUX aKTUB-
HBIX BEHICCTB. B oOmpeneNeHHBIX BapHaHTaX OCYMICCTBICHHS JOMOJHHUTEIBHBIC AaKTUBHBIC BEIIECTBA MOTYT
NPEJCTABIATE CO00M aHTHOMOTHKYU (HAIPUMED, aHTUOAKTEPHATIbHEBIC MM OaKTCPUOCTATHYCCKHE MENTHIBI WA
0enKn), HalIpUMep, TaKue, KOTOPhIE SBISTIOTCS 3 (GEKTUBHBIMH IPOTHB IPaMIOIOXKHUTEIBHBIX WIA TPaMOTPHIIA-
TENBHBIX OaKTEePHH, )KUAKOCTH, IUTOKUHBI, IMMYHOPETYIATOPHBIE CPEACTBA, IPOTHBOBOCIIAUTEIBEHBIE CPEICT-
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Ba, KOMIUIEMEHT-aKTHBHPYIOIUE CPE/ICTBA, TaKUE KaK IENTHABI WK OEJIKH, COAEpIKalie KOJJIareH-10100HbIe
JIOMEHBI WM (UOPHHOTCH-TT0100HbBIE TIOMEHBI (HanpuMep, (UKOINH), YIIICBOA-CBI3BIBAIOIINE JOMEHBI U T.11., &
TakkKe NX KoOMOMHanuu. J{omoTHUTEebHBIC aKTUBHBIE BEIIECTBA, BKIIFOYAS BEIIECTBA, KOTOPBIE MOTYT MCIIOJIB30-
BaThCS B TAKUX KOMITO3UIUAX M CIOCO0aX, BKIIOYAIOT B ce0s JiekapcTBa T0(haMUHOBOM TEPAIUN, HHTHOUTOPHI
karexon-O-merunrpancdepassl (KOMT), nHTHOUTOPEI MOHOAMUHOKCHIA3bI, KOPPEKTOPHI HAPYIICHHH KOTHH-
TUBHBIX (QYHKIWMHA (Takue KaK MHTHOUTOPHI alleTHIIXOJIMHAICTEPa3hl MM MEMaHTHH), aHTarOHUCTHI pelenTopa
aZicHo3uHa 2A, MHTHOUTOPBI OeTa-CeKpeTa3sbl WIM MHTHOMTOPHI TaMMa-CeKpeTa3bl. B KOHKPETHBIX BapHaHTaxX
OCYILECTBIICHHS TI0 MEHBIIEH Mepe OJTHO COeIMHECHHE IO HACTOSIIEMY H300pETCHUIO0 MOXKET OBITh 00BeTNHEHO
B (hapMaleBTUYECKONH KOMIIO3UINHU WX crioco0e JICYEHUSI ¢ OJJHUM HJIM OoJiee JIeKapCTBaMH, BEIOPAaHHBIMHU M3
rpymmsl, cocrosimeid u3 Takpuna (Koruekca), nonenesuna (Apucenra), puBacTurMuaa (JKceJloHa), TajlaHTaMH-
Ha (Pemunnna), ¢puszocrurmuHa, HeocturmMuHa, Mkomnesmna (CP-118954, 5,7-muruapo-3-[2-[ 1-(benummerm)-4-
nunepuanHu [>T |-6 H-nuppono-[4,5-f]-1,2-6en3nzokcazon-6-ona Majeara), ER-127528
(4-[(5,6-mnmeTokcu-2-pTop-1-nHnaHoH)-2-ui|MeTni-1-(3-pTopOeH3MT)IUNepUIMHa  THIPOXJIOpHIa), 3aHare-
swta  (TAK-147;  3-[1-(dbenmnmerwn)nunepuans-4-mil-1-(2,3,4,5-rerparunpo-1H-1-6en3azenun-8-min)-1-
npomnana gymapara), Merpudonara (T-588; (-)-R-.anpda.-[[2-(mumMeTHIaMHUHO )3 TOKCH [MeTHIT |0eH30[b]THOhEH-
5-meranona rtuapoxiopunaa), FK-960 (N-(4-anetwi-1-nunepasuamn)-n-propbenzamun-ruapara), TCH-346
(N-metun-N-2-mupormmaunanbdens[b,flokcenn- 1 0-meTaHaMuHA), SDZ-220-581 ((S)-anbda-amuno-5-
(bochonomermn)-[ 1,1'-6udennn]-3-npormmonoBoii  kucnotel, MemantuHa (Hamenmp/Oxcube) u 1,3,3,5,5-
TIeHTaMeTHIIITMKIIorekcaH- 1 -amuHa (Hepamekcana), taperduypomna (®aypusana), Tpamumpocata (Abxeme-
na), KITMOXUHOJIA, PBT-2 (Tpom3BOAHOTO 8-rUIPOKCUXUHUIIOHA), 1-(2-(2-Hadnm)atmm)-4-(3-
tpudpTopmetmnpennn)-1,2,3,6-reTparuaponupuanHa, Tynep3uHa A, no3aTHperHa, JSHITPOoIuIa Wik ero Ipo-
W3BOJHBIX, MCIPOHUKIINHA, (3-amuHONIpori)(H-OyTuin)docdunoBoit kuciotsl (SGS-742), N-mernn-5-(3-(5-
M3OIIPOIIOKCUITUPUIINHIN))-4-TIeHTeH-2-aMUHa  (MCIIPOHMKIMHA),  |-71ekaHamMuHMyMa,  N-(2-ruapoxcu-3-
cynbdomnponiun)-N-MeTii-N-oKTHIT-, BHYTpEeHHEH conu (zt-1), canunuiaToB, acCmUpUHA, aMOKCUIIPUHA, OCHOPH-
JaTa, cajuIniIaTa XOJIWHA W MarHus, qudIiyHn3aia, GauciaMiHa, MCTHICATHINIATA, CATIMIAIATa MarHus, ca-
TUITIICATUIAIIATa, TUKIToQeHaka, anekinodenaka, aeMeTanuia, opoMdenaka, 3Too1aka, HHAOMETallnHa, Ha-
OyMeTroHa, CylMHIaKa, TOJIMETHHA, noynpodeHa, kapnpodena, erdydena, penonpodena, dpmaypobunpodena,
KeronpodeHa, KeTopojaka, JOKConpodeHa, HampoKceHa, THAMPOGEHOBON KUCIIOTHI, CynpodeHa, MedheHaMOBOH
KHCIIOTBI, MEKJIOQEHAMOBOH KHCIIOTHI, (heHHI0yTa30Ha, a3amporna3oHa, MeTaMu30Ja, okcudeHOyTa3oHa, CyJib-
(uHIMpa3oHa, MHPOKCHKaMa, JOPHOKCHKaMa, MEJOKCHKaMa, TeHOKCHKaMa, IEJIeKOKCHOa, ITOpUKOKCHOa, IIy-
MHUpaKOKcHOa, mapekokcnba, podekokcnba, BaIbJECKOKCHOa, HUMECYIUAa, AapWIAKAHOBBIX KHCIIOT,
2-apIINpONUOHOBBIX KUCIOT (TpodeHsr), N-apuiaHTpaHHIOBBIX KHCIOT ((hEHAMHHOBBIX KHCJIOT), TPOH3BOI-
HBIX THUPA30JIUANHA, OKCHKaMOB, HHTHOUTOpOoB COX-2, cynb(haHWINUAOB, XKUPHBIX HE3aMCHHUMBIX KHCJIOT U
Muno3zaka (2-(4-(4-MeTnn-6-QpeHUIMUpHIa3HH-3 -1 TUIIEePa3HH- | -1T) TMPUMHUANHA JUTHIPOXJIOpHIa THApaTa)
WA UX KOMOWHAIIWH.

Crioco0bI MPUMEHEHHS.

CoenuHeHHs1 M (apMalleBTHUECKHE KOMITO3UIUH U3 HACTOAIIEr0 JOKYMEHTa MOTYT HCIOJIb30BaThCS JUIS
JICYSHUS FITU TPEIOTBPAIICHHUS 3a00I€BaHUS WIIM COCTOSHUS Y MHAUBUAYYMa. B HEKOTOPHIX BapHaHTax OCyIIe-
CTBJICHUS TIPEIIIOKEHBI CIIOCOOBI JICYCHUS 3a00JIEBaHUSI WM COCTOSIHHUS, CBA3aHHOTO C TeTepOIUMEpH3aIren
TLR2, Brirodaromue B ce0s BBEIEHHUE WHAWBHIYYMY, HYXTAIOMEMYCS B 3TOM, COeTUHEHUS (GOpMyIbl (A),
(A-1), (A-2), (), (Ia) nwmm (Ib) nnm coemuHeHus U3 TadJI. 1, WK UX TayToMepa, WK (apMareBTHUESCKH TIPUEM-
JIEeMO¥ COJM JIF0OOTO 13 BHIIICTIEPEUHCICHHBIX. B HEKOTOPHIX BapHaHTax OCYIIECTBICHHUS IPEATIOKEHBI CITOCOOBI
JedeHus 3a00IeBaHus ITH COCTOSIHUS, CBSA3aHHOTO ¢ rerepoanmepusanueid TLR2, Bxmovaromue B cedst BBeae-
HHE CyOBEKTy TepaneBTHUeCKH d(P(PEKTHBHOTO KOJMYECTBA MO0 MEHBIIEH Mepe OHOTO XMMHUYECKOTO BEIECTBa,
KaK OIHMCAaHO B HACTOSIIEM JIOKYMEHTE.

B HEKOTOpHIX BapMaHTax OCYIIECTBIICHUS IIPEUIOKECHBI KOMITO3HULIMH, COAEpIKallie OHO WM Oojee co-
enuHenuit popmyisl (A), (A-1), (A-2), (1), (Ia) mm (Ib) wnu coenunennit u3 Tabn. 1, wim UX TayTOMEp, WIH
(hapManeBTHYECKN MTPUEMIIEMYIO COJIb JIFOOOTO M3 BBILIICNICPEUNCICHHBIX, Ul HCIOIB30BaHUS B JICUCHUN 3200-
JIEBAHUS WM COCTOSTHHSI, CBS3aHHOTO C reTepoanMepu3areii TLR2. B HeKOTOphIX BapraHTax OCYIIECTBICHHUS
MPEUIOKEHBI KOMITO3UITNH, COJIEpIKAIie IT0 MEHBIIEH Mepe OAHO XMMHYECKOE BEMIECTBO, KaK OMMCAHO B Ha-
CTOSAIIEM TOKYMEHTE, JUII MCIIOIb30BAaHMS B JICUCHUH 3a00JI€BaHUS WIH COCTOSHIS, CBSI3aHHOTO C TETEPOIMe-
puzarmeit TLR2.

Takke B HAcTOSIIEM JOKYMEHTE IMPEII0OKEHO HCIONb30BaHue coequHeHus Gopmynsl (A), (A-1), (A-2),
(D, (Ia) wmu (Ib) mnu coenuHeHns W3 Tabm. 1, WM UX TayToMepa, WK (apMaleBTUICCKH MPUEMIIEMOH COJTN
JMr000T0 U3 BBIMIETIEPEUNCICHHBIX B IIPOM3BOJICTBE JICKAPCTBEHHOT'O CPEJCTBA IUIS JICUCHUs 3a00JIeBaHUs MU
COCTOSIHHMS, CBSI3aHHOTO ¢ rerepoauMepusanyeii TLR2. B HeKOTOPBIX BapHaHTaxX OCYLIECTBICHHS IPEIUIOKEHO
MCIIOJIb30BaHKE 110 MEHBIIEH Mepe OJHOTO XMMHYECKOTO BEIECTBA, KaK ONMMCAHO B HACTOSIIEM JOKYMEHTE, B
MPOU3BOJICTBE JICKAPCTBEHHOTO CPECTBA JUIS JICUCHUS 3a00JI€BaHHS MIIM COCTOSIHUS, CBSI3aHHOTO C TeTepO/IMe-
puszamuei TLR2.

B HekoTOpHIX BapmaHTax OCYLIECTBIICHHS 0OJIE3Hb MM COCTOSIHHE BHIOpaHbI M3 00Je3HM AubIreiiMepa,
6one3nu [lapkuHCOHA, TOOHO-BUCOYHON TEMEHITNH, IeMEHIINHU ¢ TesbliaMu JleBu (6one3nu tener JleBu), 6ome3-
Hu [lapkuHCOHA ¢ JeMEHIneH, MHOKECTBEHHON CHCTEMHOM aTpoduH, aMHOTPOPUIECKOTO JTaTEPATLHOTO CKIIe-
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po3a, Gone3Hn XaHTHHITOHA, Mporpeccupyomero HaxbsaepHoro napaianda (ITHIT), 6onesan Humanna-IInka
tuna C, BOCIAHUTEBHBIX 3a00JICBaHMIA, aCTMBI, XPOHUYECKON 00CTpyKTHBHOI Oone3nu nerkux (XOBJI), xpo-
HUYECKUX MENTHYCCKHUX SI3B, CHHAPOMA DPa3Ipa)KCHHOTO KHIICYHHUKA, TyOepKyie3a, peBMaTOMAHOTO apTPHTA,
0CTE0apTPHUTa, XPOHHMUYECKOTO CHHYCHTA, TeMaTHuTa, rematura B, rematuta C, momarpsl, BOJTYaHKH, IUIEBPHTA,
9K3€MBI, TaCTPHTA, IICOPHa3a, ICOPHATHIECKOTO apTPUTa, BACKYIUTA, JAPHHTUTA, ATICPIHUSCKIX PEeaKInii, pac-
CesTHHOTO CKJepo3a, 0oie3nn KpoHa, TpaBMaTH4YECKOTO TMOBpEXIeHUs rojoBHOro mosra, CIDP (xponudeckoit
BOCTIAJIUTETPHON JEMHUEITMHUZUPYIONIEH MOJMHEHPOTIATHH), HHCYJIbTA, UIIEMUIECKOW OOJIE3HH cepla, aTOTH-
YECKOT0 JIepPMaTUTa, OOBIKHOBEHHBIX YTpel, po3alriea, HEaJIKOTOJIFHON KUPOBOH OOJIE3HN TEUCHH, HEaIKOTOJIhb-
HOTO CTEATOTeIaTUTa, TPABM POTOBHIILI, HapymeHud poroBuilkl, HSV porosumesl, 6one3nu Lltaprapara (roBe-
HUJILHOW MAaKyJISIPHOM JIereHepalun), BO3PacTHONH MaKyJspHOW JereHepalliy, Celcuca, THA0CTHYCCKUX paH,
BUpyCa TIPOCTOTO Treprieca M TPHOKOBBIX, OaKTEPUAIBHBIX, BHPYCHBIX W OITYXOJICBHIX 3a00JCBaHUN WA
COCTOSIHUH.

B HEKOTOpBIX BapHaHTaX OCYIICCTBICHUSA OOJNE3Hb WU COCTOSHUC BBIOpaHBI M3 0ONe3HU AIbIreiimepa,
6one3nu [TapkuHCOHA, TOOHO-BUCOYHOM IEMCHIINM, IEMEHINU ¢ TeabliaMu Jleu (Oone3nu tenen Jlepn), Oomes-
Hu [lapkuHCOHA ¢ JIeMEHIneH, MHOKECTBEHHON CHCTEMHON aTpoduH, aMHOTPOPUIECKOTO JTaTEPATLHOTO CKIIe-
po3a, 6oyle3Hn XaHTHUHITOHA, BOCTIAIUTEIBHBIX 3a00JIeBaHU, aCTMBI, XpOHHYECKOH OOCTPYKTHBHOH OoJle3HH
nerkux (XOBJI), XpoHUYEeCKHX MENTHYECKUX S3B, TyOEepKyIe3a, peBMAaTOMIHOTO apTPHUTA, XPOHUIECKOTO CHHY-
CHUTa, TeTaTHTa, renaTtuta B, rematura C, momarpsl, BOTYaHKH, IUIEBPHUTA, YK3EMBI, TaCTPUTA, IICOpPHa3a, IICopHa-
TUYECKOTO apTPUTa, BACKYJIUTA, TAPHHTUTA, AIDIEPTUICCKUX PEaKIfi, pacCesHHOTO CKiIepo3a, 6one3nn KpoHa n
TPaBMaTHYECKOTO MOBPEXXICHHS TOJIOBHOT'O MO3Ta.

Takxe mpeIoKeHBI CIIOCOOBI BMEIIATENbCTBA B reTepoauMepu3anuto TLR2 B KieTke WM MOAYIHUPOBa-
HUS, TIPEAOTBPAIICHUS, 3aMC/IICHHS, PCBEPCHPOBAHUS WM MHrHOMpOBaHUs rerepoanMepusanuu TLR2 B kiet-
Ke, BKJIFOYAIOIUC B ceOsl MPUBEICHIE B KOHTAKT KICTKH ¢ 3()()EKTUBHBIM KOJIHYCCTBOM IO MCHBIICH Mepe OJ1-
HOTo coequHeHHs1 GopMydsl (A), (A-1), (A-2), (I), (Ia) wmu (Ib) wnu coeanHenns u3 Tabu. 1, nnm ero Tayromepa,
Wi (apMareBTUICCKH MPUEMIICMOHN COJIH JF0O0T0 U3 BBIIICTICPCYHCICHHBIX. B HEKOTOPBIX BapHaHTaxX OCYIIE-
CTBJICHUS TIPEIJTIOKCHBI CIIOCOOBI BMEIIATENBCTBA B reTepoaumepu3anio TLR2 B kiIeTke, Wi MOy TUpOBaHHSA,
MPEIOTBPAIICHUS, 3aMEeIJICHNS, PEBEPCUPOBAHUS I HMHTHOMpoBaHUS TeTeponumepmsammu TLR2 B kierke,
BKITIOYAIOIINE B ce0sI MPUBEACHNE B KOHTAKT KJICTKHU € 3 ()EKTUBHBIM KOJIMYECTBOM IO MEHBIIEH Mepe OTHOTO
XAMHYECKOTO BEIIECTBA, KaK ONMCAHO B HACTOSAIIEM JOKYMEHTE.

Taxxe B HaCTOAMIEM NOKYMEHTE IPEIOKEHBI KOMITO3UIINH, COJIEpKAIIie OJHO U Ooyiee COeaMHEHHHA
dbopmyiel (A), (A-1), (A-2), (1), (Ta) wm (Ib) wu coequueHnit u3 Taba. 1, WIn UX TayToMepa, Wiu GpapMareBTH-
YECKH MPUEMIICMOH COJIH JIF000TO U3 BEIIICTICPSUNCIICHHBIX, I UCTIOIh30BaHUS TIPU BMEIIATEIILCTBE B TETEPO-
mumepuszarmo TLR2 B kieTke, Wi MOAYIUPOBAHHH, NPEAOTBPAIICHUN, 3aMCIJICHUH, PEBEPCHPOBAHUH WIIH
uHruoupoBanun rerepomumepmsanuu TLR2 B kieTke. B HEKOTOPBIX BapHaHTaX OCYMICCTBICHUS MPEITOKEHBI
KOMITO3HUITUH, COJCPIKAIIHE IO MCHBIICH Mepe OJJHO XUMHYECKOE BEIIECTBO, KaK OIMCAHO B HACTOSIIEM JIOKY-
MEHTE, JUIS HCIIOB30BaHUS MPU BMEIIATEIBCTBE B rerepoaumepm3anuto TLR2 B KileTke, WIK MOAYJIUPOBAHUH,
MPEJOTBPAIICHUH, 3aME]JICHIH, PEBEPCUPOBAHIH WIX MHTHOMpOBaHMH reTepoanmepu3anui TLR2 B kietke.

Kpowme Toro, B HacTosImeM AOKYMEHTE MPEI0KEHO HMCIOIH30BaHUE 10 MEHBIIEH Mepe OJHOTO XUMHYe-
CKOTO BEIIEeCTBa, KaK OMUCAHO B HACTOAIIEM JOKYMEHTE, TAKOTO Kak coenuHeHue Gopmyisl (A), (A-1), (A-2),
(D), (Ta) nnum (Ib), mm coenuuenue u3 Tabdi. 1, WK ero TayToMep, WK GapMaeBTHUSCKH MPUEMIIEMast COJIb JT0-
00ro W3 BBHIIIETIEPSYUCIICHHBIX, B IPOM3BOJICTBE JIEKAPCTBEHHOI'O CPEACTBA I BMEIIATEILCTBA B TETEPOIIIME-
pm3ammo TLR2, wim MomynupoBaHHs, MpeIOTBPAIICHIs, 3aMEIJICHNS, PEBEPCHPOBAHUS WIH MHTHOUPOBAHUA
rerepogumMepusanuu TLR2.

HaGoper.

Takke TpeaIoKeHbI MPOMBIIUICHHBIC U3CIUS U Ha0OPBI, COICpIKAIUe TF000C U3 COCAMHEHUA Win Qap-
MAICBTUYCCKUX KOMIIO3UIIMHA, MPEICTABICHHBIX B HACTOAMIEM JOKyMeHTe. [IpOMBINUICHHOE U3JCITUE MOXKET
CoJlepKaTh KOHTEHHEp C ITUKETKOU. [loaxosiue KOHTEHHEPHl BKIIOYAIOT B ce0s, HampuMep, OyThUIKH, (hia-
KOHBI 1 poOupku. KoHTeiHEph MOTYT OBITh M3TOTOBJICHBI U3 Pa3IMYHBIX MAaTEPHAJIOB, TAKHX KaK CTCKIIO WIIH
rracTuk. KoHTelHep MOXeT copepkaTh (papMareBTHIECKyI0 KOMITO3UIIHIO, TIPEATIOKEHHYIO B HACTOSIIEM 0-
KyMEHTE. DTHKETKa Ha KOHTEHHEpEe MOXET YKa3bIBaTh, YTO (papMareBTHIECKass KOMIO3HUINS HCIOIb3YeTCs IS
TIPEIOTBPAIICHNUS, JICUCHUS WIN CACP)KUBAHUSA COCTOSHUS, ONMMCAHHOTO B HACTOAIIEM TOKYMEHTE, H MOXET Tak-
K€ CoZieprKaTh YKa3aHUs JIJIsl UCTIOJIB30BaHUS in Vivo WK in vitro.

B omHOM acmexTe B HACTOSIIEM JOKYMEHTE MPEIOKEeHBI Ha0OPHI, COAepKAIIIe COeANHEHNE HITH KOMIIO-
3HINIO, ONICaHHBIE B HACTOSINEM TOKYMEHTE, U HHCTPYKIIMH N0 puMeHeHuio. Haboper MoryT comepxaTh WH-
CTPYKIIMH 0 TPUMCHCHUIO IS JICUCHHS 3a00JICBaHHS WM COCTOSHHS, CBS3aHHOTO C TeTePOIUMEpH3aIuei
TLR2, y uHIUBHIYyYMa, HYKIAIOMIerocs B 3toM. Habop MOXeT JOMOTHUTEIBHO COJCPKATh JIFOOBIC MaTepPHAIIbI
WA 000pyIOBaHKE, KOTOPBIE MOTYT MCIIOJB30BATHCS MPH BBEICHUU COCTUHCHUS WM KOMIIO3UIINH, HATIPUMED,
(hIaKOHBI, IIMPHUIEI WK MAKEThl ISl BHYTpUBEHHOU MH(GY3un. Habop MOXKeT TakKe CONepkKaTh CTEPIIBHYIO
YIIaKOBKY.

OO0mue criocoObI cHHTE3A.

CoennHEeHHS 10 HACTOAIIEMY H300PETEHHUIO MOTYT OBITh MOJYYEHBI ¢ MOMOIIBIO Psiia MPOIECCOB, KaK B
o01IeM OmMMcaHo HIDKE W Oojiee KOHKPETHO B MpUMeEpax jaajiee (HampuMmep, CXeMax, IpeICTaBICHHBIX B IIPUMe-
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pax Hmke). B creayromux onucaHUsAX MIPOLECCOB CHMBOJIBI IIPH MCIIOIB30BAaHUN B M300pa’KeHHBIX (hopMyIiax
CJIe/lyeT TIOHUMATh KaK TaKHe, KOTOPhIE IPEICTABIAIOT TPYIIIbI, ONMCAHHbIE BBILIE MO OTHOIICHHIO K (hopMyJiam
B HACTOSILEM JJIOKYMEHTE.

Tam, Tae TpeOyeTcsl NONyYUTh KOHKPETHBIH SHAHTHOMED COCIMHEHHS, 3TO MOKHO OCYIIECTBHTb M3 COOT-
BETCTBYIOIIEH CMECH HAHTHOMEPOB, UCIIOJNB3Ys JIIOOYIO TOIXOIAIIYIO TPaJULOHHYIO IPOLENypy Ui pasze-
JeHWs WIN pa3pelleHus SHaHTHOMEpoB. TakuMm o0pa3oM, HallpUMep, AUacTepeOMEepHbIe MPOU3BOIHBIE MOTYT
OBITh TIOJIy4EHBI ITyTEeM PEaKIMX CMECH YHAaHTHOMEpPOB, HAIpUMEp paleMaTa, C COOTBETCTBYIOIINM XHPaIbHBIM
coeHEeHUeM. JlpacTepeoMephl 3aTeM MOTYT OBITh pa3ZeNeHbl JIOOBIM TPAIUIMOHHBIM CHOCOOOM, HampHuMep
KPHUCTAJUTU3aLUEH, C BBIICIICHUEM XKEIaeMOro dHaHTHOMepa. B npyrom mpouecce paspemieHus paneMar MOXKeT
OBITH OTJIENICH C TIOMOILUBIO XUPaJbHOH BBHICOKOI((HEKTUBHON KHUIKOCTHOW XpomaTtorpaduu. AJbTepHATHBHO,
KOHKPETHBII 3HaHTHOMEP IPH HEOOXOIUMOCTH MOXKET OBITh IOJIyYEeH C HCIIOJIB30BAaHHEM COOTBETCTBYIOIIETO
XHUPaJIBHOTO IPOMEKYTOYHOTO COSANHEHUSI B OZJHOM U3 OIIMCAHHBIX MPOLIECCOB.

Xpomarorpadusi, NepeKpUCTANIM3ALMS U APYTHE TPAAWIMOHHBIEC MPOLEAYPHl Pa3eieHus] TaKKe MOTYT
MCIIOJIb30BAThCS C MPOMEKYTOUHBIMH COSANHEHUSIMH WIIM KOHEYHBIMHU TIPOAYKTaMH, KOTa TPeOyeTCsl MOTy4nTh
KOHKPETHBII H30Mep COSIMHEHHUS WK APYTUM 00pa3oM OYHUCTHUTH MPOLYKT PEaKIUH.

Taxxke NpexycMOTPEHBI COJIbBATHI COSIMHEHHS, IPEACTABICHHOIO B HACTOSIIEM NOKYMEHTE, WIIH €ro
(bapmarieBTHYECKH IpreMiieMasi coib. COJbBaThl COAEPXKAT CTEXHOMETPHYECKHE MM HECTEeXHOMETPUYCCKUE
KOJIMYECTBA PACTBOPHUTENS W YacTo OOpa30BBIBAIOTCS B Ipolecce Kpucraummzamuu. ['mapaTel oOpasyioTcs B
Cllydae, eClI pacTBOPHUTENIEM SBISIETCS BOJA, WM aJKOTOJIATH 00pa3yroTCs B CIydae, €CIIH PacTBOPUTEINIEM SIB-
JSeTCS CIUPT.

B HEKOTOpBIX BapraHTax OCYILIECTBICHHS coeAnHeHus popmyisl (A), (A-1) nnn (A-2) MoryT OBITH CHHTE-
3MPOBaHbI B COOTBETCTBHHU CO CXEMOH A.

Cxema A
R1
R3 R?
X
|
R BR Gi =Gz
R3 R? %\R‘i
e ; 1
GGy + I e Y

rae Rl, Rz, R3, R4, R’, Y, Gy, Gy, Gs, Gy, Gs, Gs u G SBISIOTCS TakduMH, Kak OTIPEICIICHO ISt
dhopmyel (A) wm Tr000H ee BapHalliy, MOAPOOHO ONMMCAHHOW B HACTOSIIEM JOKYMEHTE;

Hal pencrasisier coboii ranoreH;

t paBHO 2 umn 3;

R mpencrasaser coboit -OH, -O-amkmn I/IJ{I/I rajoret aubo

/N
0o E_B‘ \z
£B oY,
.5 o
BR; npeacTaBnseT coboit i o

B HEekoTopbIx BapuaHTax ocymiecTBieHus coenunenus hopmysl (1), (Ia) wmm (Ib) MmoryT OBITH CHHTE3UPO-
BaHbl B COOTBETCTBHHU CO CXEMOI 1.

Cxema 1
RI
3 2
R | R
Gy 262
R Z SR
R5
(|33,—‘
G- G
4G5/ 6

rae Rl, Rz, R3, R4, R>, Gy, Gy, G3, G4, Gs u Gy SBISIIOTCS TaKUMH, KaK onpeneneHo st popmyisl (1) wn
Mo00H ee Bapualuy, OPOOHO OTIMCAHHOHN B HACTOSIIIEM JOKYMEHTE;

Hal nmpencraBnsieT co0oii ramoreH, t paBHO 2 wiu 3;

R mpencrasuser coboii -OH, -O-amkmn I/IJ'I\I/I rajoret au0o

/N
o] B.
e ]é ?59210
-BR, npeacTasnser coboit O\ wm o

B HekoTophIX BapWaHTaX BBIIEYKa3aHHON cXeMbl 1 coeamaeHus GopMyibl (I) MOTYT OBITH CHHTE3UpPOBa-
HBI B COOTBETCTBUU CO cXeMoi la.
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Cxema la
OH o
R3
OH ¢ BR | A R?
3 t Pd(PPh,),, Na,CO;
RNRH DMF-H,0 G122
| + “ g
Gy G2 G >
]/ s “ g
Hal Ge'..} Be &,
G4-Gs =
G g
]
G4-Gs

rae R3, R% Gy, Gy, G3, Gy, Gs, Gg 1 Gy ABIAIOTCS TAKUMH, KaK onpezeneHo s hpopmyssl (I) niu moboi
e¢ BapHuaIuu, MoAPOOHO OMMCAHHON B HACTOSIIEM JOKYMCHTE;

Hal mpencrasisier coboii ranoreH;

t paBHO 2 win 3;

R mpencraBnsier coboii -OH, -O-anku wim rajoreH oo
\

/N
P B‘\o‘i
E_B‘o 0 o
-BR; ipesicTaBisieT co6oit wn 00
B HEKoTOpBIX BapruaHTaxX OCYIIECTBICHUs coenuHeHus Gopmynsl (A), (A-1) wim (A-2) MOTYT OBITH CHHTE-

3UPOBaHbI B COOTBETCTBUU CO cxeMoil B.

Cxema B
R1
R? R?
X
Hal |
R’ Gy -G,
RG\H\rRZ =~ R
| Y = 4
G1_Gy + | s, ——————> R
T e o 1
Gy--+
e oL
A\Gs/ 6

rae Rl, RZ, R3, R4, RS, Y, Gy, Gy, G;, Gy, Gs, Gg¢ U G; ABIAIOTCS TAKUMHU, KaK ONPEAENECHO st
¢dopmyisl (A) wim o001 ee Bapualuy, OAPOOHO OMMCAHHOM B HACTOSILEM JOKYMEHTE;

Hal nmpencrasinser co0oif ranores;

t paBHO 2 un 3;

R mpencrasnser coboii -OH, -O-amkuin win rajxoreH Jmoo

-BR; mpencrasnsieT coboi
B HexoTOphIX BapuaHTax ocyectBieHus coeanHenus Gopmysr (1), (Ia) wmm (Ib) Moryt ObITE CHHTE3HPO-
BaHBI B COOTBETCTBHUHU CO CXEMOH 2.

Cxema 2
R1
3 2
. R | R
RH/S/RZ R* G 7%2
| 5
kaGz * ® > Z R
RS
BR; Sy~
GG
4G5/ 6

rae Rl, RZ, R3, R4, RS, G, Gy, Gy, Gy, Gs 1 Gg ABIAIOTCS TaKUMH, KaK ornpeneseHo st popmyisl (1) wim
0001 ee BapuaIyy, MOAPOOHO OMMMCAHHOW B HACTOSIIEM JOKYMCHTE;

Hal nmpencraBinsier co0oif ranores;

t paBHO 2 miu 3;R npexacrasisier coboit -OH, -O-ankun uim rajnorex oo

\
/N
0 g,
o= 2
-BR, mpezcrasisier coboii O ' wm o

B HEKOTOpBIX BapraHTax OCYIIECTBICHHS coeinHeHus popmyibl (A), (A-1) nnn (A-2) MoryT OBITH CHHTE-
3UpOBaHbI B COOTBETCTBHH €O cxeMoii C.
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Cxema C

H
1
R Gy =G
3 2
RWR Y
G1fG2 + > Z R

Hal

=

w
'

Ge 65
G41~(;—5'/Gs
I p2 p3 p4 ps
rie R, R, R, RY, R, Y, G|, Gy, G3, Gy, Gs, G¢ u G; sABHAOTCA TaKUMH, KaK OMNPEIEIICHO st
¢dopmyasl (A) wim 0001 ee Bapualluy, OAPOOHO OMMCAHHOM B HACTOSILEM JOKYMEHTE;

Hal pencrasmisier coboit rajgoreH.
B HEexoTOpHIX BapuaHTaX OCYIIECTBICHHS coeauHenrne Gopmynsl (A), (A-1) umu (A-2) CUHTE3UpYeTCs TI0-

CPE/ICTBOM PEaKIMH COUYETaHUS XeKa.
B HEekoTopbIx BapuaHTax ocymiecTBieHus coenunenus hopmysl (1), (Ia) wmm (Ib) MoryT OBITH CHHTE3UPO-

BaHBI B COOTBETCTBUHU CO CXEMOH 3
Cxema 3

rae Rl, Rz, R3, R4, R>, Gy, Gy, G3, G4, Gs u Gy SBISIIOTCS TaKUMH, KaK onpenenero st popmyinst (1) wmu
Mo00# ee BapHualuu, OPOOHO OTIMCAHHOHN B HACTOSIIIEM JOKYMEHTE;

Hal pencrasmisier co6oit rajgoreH.
B HexoTophIx BapuaHnTax ocymectBieaus coeauaenne Gopmynsr (1), (I1a) wmu (Ib) curTe3upyercs mocpen-

CTBOM pPEaKIIH COUETaHUS XeKa.
B HekoTOphIX BapuaHTaX BhINICyKa3aHHOW cxeMbl 3 coeauneHus Gopmynsr (1), (Ia) wmu (Ib) moryt OBITH

CHUHTCE3UPOBAHBI B COOTBETCTBUU CO cxemoii 3a.

Cxema 3a
oH 4
R3
OH o H ‘ A R?
R3 4 Pd{OAc),, dppp Gy G,
NRE %\ R Et,N, DMF
Gy G —+ I
1\|/ 2 ?3"\\r V R4
!
Hal Gy~ Gg G RS
g ?;_ZY
I
Gy--G
465/ 6

rae R3, R4, R>, R?, Gy, Gy, Gs, Gy, Gs, Gg 1 Gy ABJIAIOTCS TAKHMH, KaK onpeneneno it hopmyisl (I) wn
000 ee BapHualud, opoOHO OTIMCAHHOM B HACTOSIIEM JOKyMeHTe, a Hal mpencrasisier cobo¥ rajoreH.
B HekoTOphIX BapuaHTax BBIMIEyKazaHHOW cxeMbl 3 coenuuenus ¢popmyinsl (1), (Ia) mwmm (Ib) Moryt ObITH

CHHTE3UPOBaHbI B COOTBETCTBHH CO CXeMoi 3b.

Cxema 3b
OH
R3
OH o H | X R®
Pd(OAc),, dppp
RWRE Z" "R*  K,CO;, DMF-H,0 G126,
Gy -Gy + Gy, RS @—mM
T AT A re
Hal Gy Gg 5
Gy ?;E:’W/R
N
[ e
4G5/ 6

rae R3, R4, R>, R?, Gy, Gy, Gs, Gy, Gs, Gg 1 Gy ABIAIOTCS TAKHMH, KaK onpeneneno it hopmyisl (I) wn
000 ee BapuaIluu, OPOOHO OTIMCAHHON B HACTOSIIIEM JOKYMEHTE;

Hal pencrasisier coboit rajgoreH.
B HEKOTOpBIX BapHaHTaX OCYLIECTBICHHS MPOMEKYTOUHBIE COCUHEHHUS, UCTIONb3yEMbIE JJIsI CHHTE3a CO-

equHeHnid opmynsl (A), (A-1), (A-2), (I), (Ia) umu (Ib), MOTyT OBITH CHHTE3HUPOBAaHBI B COOTBETCTBHU CO

cxemoi 4.
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Cxema 4
{ADP(Me]'Hal + g 4 ————— |
G

rae Gz, Gy, Gs, G, G; 1 Y SBISIIOTCS TaKWMH, Kak ompezesieHo st GopMyibl (A) uiam Jro0bIX ee Bapua-
IIUH, MOAPOOHO ONMMCAHHBIX B HACTOSIIIEM IOKYMEHTE;
Hal nmpencraBinser co0oii ranores;
Ar mipezacraBisieT co0o0it apuiI.
B HEKkOTOPHIX BapHaHTaX OCYIICCTBICHU coeauHeHus GopmyIel (A) MOTYT OBITH CHHTE3HPOBAHBI B COOT-
BETCTBUU CO CXEMOM 5.
Cxema 5

Gy =62 Gi =
HO _~_OH + —
" R4 =~ R4
Y
|

G R® G RS
— 2T, -~
BT ST
Gy Gg Gy~ Gg

rae R3, R4, R>, Gy, Gy, G, Ga, Gs, Gg, G 1 Y ABIAIOTCS TAKUMH, KaK onpeneNeHo st GopMyasl (A) wiu
M000M ee Bapualny, OpOOHO OTIMCAHHON B HACTOSIIEM JOKYMEHTE.

B HEKOTOPHIX BapHaHTaX OCYIICCTBICHU coeauHeHHs GopMyIsl (A) MOTYT OBITH CHHTE3HPOBAHBI B COOT-
BETCTBUU CO CXEMOH 6.

Cxema 6
OH OH
R3 CHO R? X, R
\H)\’/ WN
, Gy -G Gy -Gy
NHRI e
~~ R4 = R4
1 1
_Gy R® _G;_ RS
3”\“/ 3"‘*
4\G5/ 6 4, 5/ 6

rae R3, R4, RS, Rj, Gy, Gy, G3, Gy, Gs, Gg, G; 1 Y SBISIOTCS TaKHMU, KaK ONpeneieHo s Gopmyisr (A)
WK JIF000Y ee BapHalliy, TTOPOOHO ONMCAHHON B HACTOSIIEM JOKYMCHTE.

B HekoTOphIX BapuaHTaX BHINICYKa3aHHOW cxeMbl 6 coeauneHus Gopmyisr (1), (Ia) wmu (Ib) Mmoryt OBITH
CHUHTE3UPOBaHbI B COOTBETCTBUH CO CXEMOM 6a.

CxeMma 6a
OH
=

OH F XN, Ri
e o
RI-NH2
z
EtOH/MeOH
O obpatH. x

& O

rae R sBisiercst TakuM, Kak ompenenero wis GopMyist (A) mim m06oil ee BapHaLiH, TOAPOGHO OMHCAH-
HOM B HACTOSIIEM JOKYMEHTE.

B omHOM BapuaHTe OCYLIECTBIIEHHs NPOUENYPHI, Kak onucaHo B cxeme 6a, (E)-3-drop-2-ruapoxcu-5-(4-
(mapponuann-1-wr)crupun)oensanpaeru (1 5xB.) u amunnoe coemunenue R'-NH, (1 5KB.) pacTBOPSIOT B 3Ta-
HOJIC WJIM MeTaHoJIe. PEaklMOHHYIO CMECh KUISATAT ¢ OOpPaTHBIM XOJOAWILHUKOM B TeueHue 2 4. PactBoputesb
OouibIIIeit YaCThIO YJATSIOT, @ 0CTaTOK (GribTpyroT. OCcaoK MPOMBIBAIOT 3TAHOJIOM U CYIIAT B YCIOBHSX BaKyy-
Ma C ITOJTy9eHHEM JKEeJIaeMOT0 IPOIYKTa.

B HexoropsIx Bapunanrtax cxemsl 6 coenunenus Gopmyast (1), (Ia) umu (Ib) Moryt OBITH CHHTE3UPOBAHEI B
COOTBETCTBHH CO CXEMOH 6Ob.
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CxeMma 6b

OH
OH ~ R
. F. R
O
RI-NH2 HCI
&
z
EtOHITEA
O obpatH. x

N O

rae R sBisiercst TakuM, Kak ompenenero wis GopMyiist (A) Him m06oil ee BapHALUH, TOAPOGHO OMHCAH-
HOW B HACTOAIIEM JOKYMEHTE.

B omHOM BapHaHTe OCYLIECTBIEHHS MPOLEAYPHI, KaK OMMCaHo B cxeMe 6b, (E)-3-¢rop-2-ruapokcu-5-(4-
(mapposuanu-1-wr)crupun)oensanbaerua (1 oks.), conms HCI coenunenns R'-NH, (1,5 skB. win 2 3kB.) 1 TOA
(2 mmu 3 3KB.) pacTBOPSIOT B 3TaHOJC. PEaKIMOHHYI0 CMECh KUMATIAT ¢ OOPATHBIM XOJOIMILHHKOM B TCUCHUE
2 4. PacTBOpUTENH OONBIICH YaCThIO YIANSIOT, @ OCTATOK QMIBTPYIOT. OCagoK MPOMBIBAIOT 3TAHOJIOM U CyIIaT
B YCJIOBHUSAX BaKyyMa C MTOJyYCHHEM JKEITaeMOTO COCTUHEHUSI.

B npyrom BapuanTe oCyIECTBIECHHS MPOIEIYPHI, KaK OMMCAHO B cxeMe 6b, (E)-3-prop-2-ruapokcu-5-(4-
(mapposuanu-1-wr)crupun)oensanbaerua (1 o9xB.) u cBobomubii amud R-NH, wiu cons HCl amuna R'-NH,
(2 mmm 1,2 5kB.) pacTBOPSIOT B 3TaHoie ¢ TOA (2 mimu 3 9kB.) win 0e3 Hero. PeakIMOHHYI0 CMECh KHIIATAT C
00paTHBIM XOJIOAWIHHUKOM B TeueHue 2 4. [lonydeHHBI 0cagoK QUIBTPYIOT, MPOMBIBAIOT METAHOJIOM U CYIIaT
B YCJIOBHUSX BaKyyMa C ITOJyYCHHEM JKETaeMOT0 COCTMHEHUS.

B HEexoTOPHIX BapHaHTaX OCYIIECTBICHUS COSAUHEHMSI (OpMYIIBI (A) MOTYT OBITH CHHTE3UPOBAHBI B COOT-
BETCTBUU CO CXEMOH 7.

Cxema 7
OH
HQB, O;B,O

PN i
ZN -y %R“ R3 R2
X
G R® Gy _R® 1
1 [T iy
R (\5?’ :l/ or Gy Y
2 4~ Ce Gs--.G
R\HYR GS/ AG; ¢ = R4

3
|
G G, |

1{
G R®
7.
G;»\\r

Hal I

rae Rl, Rz, R3, R4, R°, Gy, Gy, G3, Gy, Gs, Gs, G; u Y SBISAIOTCS TakduMH, Kak OTIPEJICIICHO ISt
¢dopmyisl (A) wim 0001 ee Bapualluy, OAPOOHO OMMCAHHOM B HACTOSILEM JOKYMEHTE;

Hal npexncrasnsier co6oii ranores.

B HekoTophIX BapuaHTax BbIIEyKa3aHHOW cxeMbl 7 coeanHenus ¢popmyisl (1), (Ia) wmm (Ib) moryTt ObITH
CHHTE3MPOBAHbI B COOTBETCTBUH CO CXEMOH 7a.

Cxema 7a
HO, OH 9. 0
B B "
R4 R4 R3 R2
Y | A
| I
_G;_ RS G RS Gy -G
1 N /_.7 1 2
R g?« ~)\Gr or 55;?, \.‘j/
R3 R2 4~ Ce Gy-.Gg
\H\r Gs Gi . T
i Y
G G2 Pd(PPh;),, Na,CO, |
T DMF-H,0 (1:1) _G;_ RS
Hal ?3Y
Gs--G
4‘65/ 6

rae Rl, Rz, R3, R4, R>, Gy, Gy, Gs, Gy, Gs, Gs, G; u Y SBISAIOTCS TakduMH, Kak OTIPEJICIICHO ISt
dhopmyel (A) wm mr000H ee BapHalliy, TOAPOOHO ONIMCAHHOW B HACTOSIIEM JOKYMEHTE.

XUMUYECKUHN CUHTES.

WnmocTpaTHBHBIE XUMHYECKHE BEIIECTBA, HCIOIB3yeMbIe B CIIOCO0aX 10 HACTOSIIEMY H300peTeHHIo, Oy-
YT TEHeph OMHCAHBI CO CCHUIKOW Ha CIICAYIOIINE KOHKPETHBbIC MpuMephl. CrienuanucTaM B JaHHOW 00JacTH
TEXHUKU OYAET MOHATHO, YTO JJISI MOyYCHUS PAa3IMYHBIX COCAMHCHHHA MO HACTOSIIEMY JOKYMECHTY MCXOIHBIC
MaTepHalibl MOTYT OBITh COOTBETCTBYIOIIUM 00pa30M BBEIOpPAHEI, TaK YTO JKEITaeMbIe B KOHCUHOM UTOTE 3aMECTH-
Tenu OYAyT IPOBENCHBI Yepe3 CXEMY PEaKIIMU C 3allIUTHON TPYIIION Wi 0e3 Hee B 3aBUCHMOCTH OT CUTYAIHH C
MOJTYYCHUEM JKETaeMOTO MPOAYKTa. ATBTEPHATUBHO, MOXKET OBITH HEOOXOJUMBIM FITH JKEIATEIEHBIM UCTIONB30-
BaTh BMECTO JKEIAEMOT0 B KOHEYHOM HTOT€ 3aMECTUTEIS TOIXOIAIIYIO TPYIITy, KOTOPYIO MOKHO TIPOBECTH He-
pe3 cxeMy peakIiH W 3aMEHUTHh IPU HEOOXOTMMOCTH JKEIaeMBIM 3aMeCTHTeNeM. boiee Toro, CennanmmcTy B
JTAHHOW 00JaCTH TEXHUKHW OYyJEeT MOHATHO, YTO TpaHC(HOpMAIH, MOKa3aHHbIE HA CXeMax HWXe, MOTYT OBITH
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BBIMOJTHEHEI B TFOOOM TOPSIIKE, KOTOPHI COBMECTUM C (DYHKIIMOHATBHOCTHIO KOHKPETHBIX OOKOBBIX rpymi. Ka-
HKIYIO PEAKIMI0 U3 U300paKeHHBIX HA OOLIMX cXeMaX MOKHO MPOBOAUTH NpH Temmeparype ot okoso 0°C mo
TEeMIepaTyphl KAMICHUS ¢ OOpaTHBIM XOJMOIMIEHUKOM HCIIOJIB3YEMOTO OPTaHWYECKOTO pacTBOpuTens. MedeH-
HBIE M30TOIIAMHU COSAMHEHISI, KaK OTFICAaHO B HACTOSIIIEM JOKYMEHTE, ITOTyJaroT B COOTBETCTBUH CO CIIOCO0AMH,
OTIMCAaHHBIMH HI)KE, UCTIONB3YS COOTBETCTBYIONTIMM 00pa30M MEUCHHBIC NCXOIHBIC MaTepHalbl. Takue MaTepua-
7B, KaK TMPaBWIO, IOCTYMHBI OT KOMMEpPYECKHX I[OCTaBIIMKOB pPATUOAKTUBHO MEYEHHBIX XHMHUYECKUX
pearcHToB.
IIpumepbI

Crnenyromue MpUMEphl MPEIOCTABICHBI JIMIIG IS WIUTFOCTPALMHU, HO HE JJI OTPAaHHYCHHS HACTOSIIECTO
onucanus. CrienuaIncTy B JaHHOW 00JacTH TEXHUKH OyAET MOHSTHO, YTO CIIEAYIOUINE PEaKIUH M CXeMbl CHH-
Te3a MOTYT OBITh MOJU(HUIIMPOBAHBI ITYTEM BBHIOOpPA MOJIXOISAIINX HCXOIHBIX MAaTePHAJIOB U PEarcHTOB, YTOOBI
HOJNYy4YUTh Apyrue coeanHeHus: Gopmynsl (A), (A-1), (A-2), (I), (Ia) mwmm (Ib). Coenunenus moay4aroT ¢ IOMO-
IIBI0 OOLIMX CHOCOOOB, ONMMMCAHHBIX BBIIIE.

B npumepax ncronb3yroTes CIEAYIONINE COKPAIICHHS:

Ac - amerar,

Boc - TpeT-0yTHnokcukapOOHwII,

dba - qubeH3uINACHALIETOH,

JAXM - guxiopmeTaH,

JAM®A - N,N-nmumerundopmamu,

JAMCO - numeTricynbPOoKCHI,

dppf - 1,1'-6uc-(mudennndocduno)depporeH,

DA nmu EtOAc - sTHianerar,

Et - aTum,

EtOH - staHomn,

BDXX - BEIcOKOA(peKTHBHAS JKUIKOCTHASI XpoMaTorpadus,

LAH - muTuiam OMMHUAT U AP,

mCPBA - MeTa-XJ10pnepoKcHOeH30MHAs KHCIIOTa,

Me - meTui,

MeOH - meTtanou,

n-BuLi - H-OyTHIUTATHH,

OMe - METOKCH,

PdCl,(dppf) - 1,1'-6uc-(andennndocduno)peppouen)nammanusi(1l) muxmopun,

Pd,(dba); - Tpuc-(nuben3mmuaeHaneron)aunamiaanii(0),

Pd(OAc), - mammagusa(Il) amerar,

Pd(PPh;), . rerpaxuc-(tpudenundochun)namnanuii(0),

PPh; - tpudenundocdan,

PinB - 6uc-(nmuHakomaTo)ImbopoH,

PMB - 4-meTOoKCHOEH3HI,

PMB-CI - 4-MeTOKCHOCH3WIXIOPHI,

TDOA - TpuMeTHIIaMUH,

TOK - TpudTOpyKCYyCHASI KHCIIOTA,

TI'® - rerparunpodypan u

TCX - ToHKOCIIOWHAs XpoMaTorpagus).

pumep 1. (E)-2-T'unpokcu-3-meTokcu-5-(4-METOKCUCTUPYIT ) OCH3aITb ACTHT
oH

MeO. l CHO

=

OMe

B crekngHHOM 3ameyaTaHHOM KoymadkoMm  (uakoHe oO0bemoM 30 wMi 5-OpoMm-2-THApPOKCH-3-
MeTokcubenzampaerun (231 mr, 1,0 mmois), (E)-(4-meTokcucTipuia)00poHOBYIO KHCIOTY (214 mr, 1,2 MMob) 1
Na,COs3 (666 mr, 6,0 Mmmoib) cycrieHaupoBanu B JIM®DA-sone (10 mur). 3arem 6apOOTHPOBAITU Ta3000pa3HBIM
aproHoM B TedeHwe 1-2 MUH, B peaknMOHHBIN (iakoH modasnsau PA(PPh;), (63 mr, 0,05 MMoib), 3akphIBaIIN
TEPMETUIHBIM KOJITIAYKOM U TIpooiibkaiy npu 105°C B Teuenue 16 4 Ha Melajike ¢ YalIko#, coaepiKamie Me-
TaJUTMYECKUE TPaHyJIbl. 3aTeM OXJIaXKJall 10 KOMHATHOW TeMIIepaTypbl, pa3daBisuin Bogoi (20 M) u mepeHo-
CHJIM B Da3JeNUTENIbHYI0 BOPOHKY C HOMOIIBIO AuXjopMeraHa. Bomubiid cimoit moakucisimm 2,00, HCl mo
pH ~4,0 1 sxcTparupoBaIu JOMOJHUTEIBHEIM AUXJIOPMETaHOM (2x50 mur). OObeTMHEHHBIH OPTaHMYECKUN CIION
MPOMBIBAIA COJICBBIM PACTBOPOM, CYIIMJIHM HaJl CyTb(haTOM HATPHUS W MOTHOCTHIO BHIMAapUBaiu. [lonydeHHBIN
HEOUMILEHHBIA MPOAYKT OYMIIAIM IOCPEICTBOM KOJIOHOYHOM Xpomarorpaduu Ha cuimkarene (rekcaH depes
rexcaH-EtOAc (0-100%)) ¢ moyiydeHreM yKa3aHHOTO B 3aroJIOBKE COCAMHEHHUS B BUJE TBEPJOrO BEIIECTBA XKEJ-
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Toro ugeta (52 mr, Bbixox 18%).

'H SIMP (500 MTI', xopodopm-d) & 11,06 (c, 1H), 9,95 (c, 1H), 7,55-7,35 (m, 2H), 7,27 (1, J=6,3 T,
2H), 6,97 (1, J=16,3 I'u, 1H), 6,94-6,87 (M, 3H), 3,99 (c, 3H), 3,84 (c, 3H);

XKX-MC m/z [M+H]" paccu. ans C;7H,404, 285; Haiineno, 285.

[Ipumep 2. (E)-2-I'unpokcu-3-metokcn-5-(3-(TpudTopMeTr ) CTUPIIT) O H3ThIETH]T
OH

MeO. l CHO

=

L,

YkazaHHOE B 3aroJIoBKe COSIMHEHUE TOydan U3 S-0poM-2-THIPOKCH-3-MeToKcnOeH3anpaeruaa (231 mr,
1,0 mvmomp) wu (E)-4,4,5,5-terpamerin-2-(3-(tpudropmernin)ctupuin)-1,3,2-nuokcadboponana (358  wr,
1,2 MMoOJIB), KaK ONMHKCAHO B mpuMepe 1, ¢ MoTyuyeHHeM yKa3aHHOTO B 3arojOBKE COCAMHEHHUS B BUJIE TBEPAOTO
BeIlecTBa JkesToro eeta (92 mr, Berxon 29%).

'H SIMP (500 MT 1, xnopodopm-d) & 11,14 (¢, 1H), 9,96 (c, 1H), 7,75 (c, 1H), 7,70-7,61 (m, 1H), 7,50 (ar,
J=15,3, 7,8 T'n, 2H), 7,36-7,29 (M, 2H), 7,13 (z, J=16,2 T'n, 1H), 7,03 (z, J=16,3 'y, 1H), 4,00 (c, 3H);

XKX-MC m/z [M+H]" paccu. ans Ci,H,5F;0;, 323; naiineno, 323.

[Mpumep 3. 5-(4-Xnopctupmi)-2-ruApoKCH-3-MeTOKCHOESH3AIBACT U]
OH

MeO l CHO

=

cl

Yka3aHHOE B 3aroj0BKE COCIUHEHHE TOJTydall U3 5-0poM-2-ruapoKcu-3-MeTokcuOen3anpaeruaa (231 mr,
1,0 mmons) u (E)-2-(4-xnoperupuin)-4,4,5,5-rerpamerii-1,3,2-muokcadboponana (318 mr, 1,2 MMoIb), Kak onu-
CaHoO B IpUMepe 1, ¢ MOIyYeHneM IIMC/TPaHC CMECH yKa3aHHOTO B 3aroJIOBKE COCIMHEHHMS B BHJE TBEPJIOIO Be-
niecTBa kenroro 1seta (58 mr, Berxon 20%).

'H SIMP (500 MT'11, xopodopm-d) & 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 (n, J=2,3 I'n, 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
(c, 3H);

KX-MC m/z [MJrNa]+ paccu. aist C¢H3ClO3, 311; Hatineno, 311.

[Ipumep 4. (E)-2-I'uapokcu-3-MeTOKCH-5-CTUPHITIOCH3AIb 1T HT
OH

MeO [ CHO

=

Q)

YkazaHHOE B 3aroJIoBKe COSMHEHUE TOydan U3 S-0poM-2-THIPOKCH-3-MeToKcnOeH3anpaeruaa (231 mr,
1,0 mmons) u (E)-ctupmnboponoBoit kuciotsl (178 mr, 1,2 MMOITB), Kak ONMHCaHO B TIpuMepe 1, ¢ MorydeHueM
YKa3aHHOTO B 3arojIoBKe COEAWHEHHS B BHAE TBEPIOTO BEIIECTBa KOpHYHEBaTo-Kenroro meera (122 wr,
BbIX01 48%).

'H SIMP (500 MTI'n, xnopodopm-d) & 11,10 (c, 1H), 9,95 (c, 1H), 7,57-7,43 (m, 2H), 7,38 (r, J=7,6 T,
2H), 7,29 (an, J=5,3, 3,2 I'u, 3H), 7,06 (1, J=16,3 T'n, 1H), 7,01 (x, J=16,3 I'y, 1H), 4,00 (c, 3H);

XKX-MC m/z [M+H] paccu. mas C,¢H;405, 255; Haiineno, 255.

ITpumep 5. (E)—S-(3,5-I[I/I(bTopCTI/IpI/m)-Z-rI/mpOKc%;S -METOKCHOECH3aJIbICTH T

YkazaHHOE B 3aroJIoBKe COSTMHEHUE TIOydan U3 S-0poM-2-THIPOKCH-3-MeToKcnOeH3anpaeruaa (231 mr,
1,0 mmoup) u (E)-2-(3,5-mudropctupnn)-4,4,5,5-rerpamerwi-1,3,2-muokcadoponana (319 mr, 1,2 Mmmons), Kak
OIMCaHO B MpuMepe 1, ¢ MoTydeHHeM YKa3aHHOTO B 3ar0JIOBKE COSTUHEHHS B BUJIE TBEPAOTO BEIIECTBA JKEITOTO

uBera (38 mr, Bexox 13%).

'"H SIMP (500 MI'w, xopodopm-d) & 11,15 (c, 1H), 9,96 (c, 1H), 7,30 (1, J=2,0 Ty, 1H), 7.27 (1, I=2.0 T,
1H), 7,05 (m, J=16,3 T'n, 1H), 7,01 (aT, J=7,0, 2,1 T', 2H), 6,91 (1, J=16,2 T';, 1H), 6,72 (T, J=8,8, 2,3 'y, 1H),
4,00 (c, 3H);
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KX-MC m/z [M+H]" paccu. g C¢H,F,03, 291; naiineno, 291.
IMpumep 6. (E)-5-(2,4-AudropcTipun)-2-ruApoKcH-3-MeTOKCHOSH3 I AT A
OH

VYka3aHHOE B 3aroj0BKE COCIUHEHHE TOTydald U3 5-0poM-2-ruapoKcu-3-MeTokcuben3anpaeruaa (231 mr,
1,0 mmoip) u (E)-2-(2,4-mudropcrupmin)-4,4,5,5-terpamermi-1,3,2-mmokcabopomnana (319 mr, 1,2 MMoIb), Kak
OIKCAaHO B MpuMepe 1, ¢ mosryueHreM yKa3aHHOTO B 3aroJIOBKE COEAMHEHHs B BUJE TBEPAOTO BEIECTBA KOPUU-
HeBaTo-xenToro useta (152 mr, Berxoq 52%).

'H SIMP (500 MTI'n, xopodopm-d) & 11,12 (¢, 1H), 9,96 (c, 1H), 7,55 (tn, J=8,6, 6,4 T, 1H), 7,29 (k,
J=2,0 I'y, 2H), 7,09 (7, J=16,2 I'n, 1H), 7,05 (zn, J=16,2 I'n, 1H), 6,90 (tx, J=8,4, 2,7 I'n, 1H), 6,85 (ang, J=11,1,
8,7,2,6 I'u, 1H), 4,00 (c, 3H);

XKX-MC m/z [M+H]" paccu. ms C,¢H;,F,05, 291; Haiinero, 291.

[Ipumep 7. (E)-5-(4-dTopcTrpunin)-2-ruApOKCH-3-METOKCHOCH3aTbACTH]T
OH

MeO l CHO

=

F

VYka3aHHOE B 3aroj0BKE COCIUHEHHE TOTydalu U3 5-0poM-2-rupoKcu-3-MeTokcuben3aipaeruaa (231 mr,
1,0 mmoib) u (E)-(4-dpropctupnn)doponoBoii kucaotsl (199 mr, 1,2 MMoIb), Kak omicaHo B mpuMepe 1, ¢ momy-
YEeHUEM YKa3aHHOTO B 3aroJIOBKE COCIUHEHUS B BUI€ TBEPAOIO BELIECTBA KENTOTo 1BeTa (78 Mr, BoIX01 29%).

'H SIMP (500 MT'u, xmopodopm-d) & 11,09 (¢, 1H), 9,95 (c, 1H), 7,52-7,41 (m, 2H), 7,28 (c, 2H), 7,10-
7,02 (m, 2H), 6,97 (c, 2H), 3,99 (c, 3H);

XKX-MC m/z [M+H]" paccu. ans Ci¢H,5FO;, 273; naiineno, 273.

IIpumep 8. (E)-2-I'unpokcu-3-metokcn-5-(4-(TpudTopMeTHI ) CTUPIIT) O H3TBIETH/T

OH

MeO. ! CHO

=

CF,

YkazaHHOE B 3aroJIoBKe COSTMHEHUE TOydan U3 S-0poM-2-THIPOKCH-3-MeToKcnOeH3anpaeruaa (231 mr,
1,0 mmomnb) u (E)-(4-(TpudTopMeTHn)cTUpHIT)00POHOBOM KUCIOTHI (259 Mr, 1,2 MMOJIB), KaK OTICAHO B TIpUMeE-
pe 1, ¢ mojyueHHeM yKa3aHHOTO B 3arOJIOBKE COSJMHEHUsI B BUJIE TBEPIOrO BEIIECTBA XKeNTOro msera (58 wr,
BbIX0A 18%).

'H SIMP (500 MI'n, xnopodopm-d) & 11,14 (¢, 1H), 9,97 (¢, 1H), 7,65-7,57 (M, 4H), 7,33-7,28 (m, 2H),
7,14 (g, J=16,2 I'n, 1H), 7,03 (7, J=16,4 T'u, 1H), 3,96 (c, 3H);

XKX-MC m/z [M+H]" paccu. mms Cy;H;3F;05, 323; naifneno, 323.

IMpumep 9. (E)-1-(2-I'mapokcu-3-metokcn-5-(4-MeTokcucTHprIn)peHmIT)3Tan- 1 -oH
OH O

vo o

=

g

OMe

VYka3aHHOE B 3arojoBKE COeIMHEHHE Tosrydanu nu3 1-(5-0poM-2-Tuapokcu-3-MeTOKCU(EHMI)ITaH-1-0Ha
(245 wmr, 1,0 mmoitp) 1 (E)-(4-MeTOKCHCTHPIIT)OOPOHOBOW KUCIOTHI (214 Mr, 1,2 MMOJIB), KaK OMUCAHO B IIPUME-
pe 1, c momydeHHeM yKa3aHHOTO B 3arOJIOBKE COEAMHEHHs B BHJE TBEPJOrO BEIECTBA JKEJITOro 1BeTa (58 mr,
BBIXOT 19%).

'H SIMP (500 MT'n, xopodopm-d) & 12,59 (¢, 1H), 7,51-7,41 (m, 2H), 7,38 (z, J=1,9 T'n, 1H), 7,25 (x,
J=1,9 T'u, 1H), 6,96-6,85 (M, 4H), 3,97 (c, 3H), 3,84 (c, 3H), 2,68 (c, 3H);

XKX-MC m/z [M+H]" paccu. ans C;sH 304, 299; Haiineno, 299.
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[Mpumep 10. (E)-3-Prop-2-runporcu-5-(4-MeTOKCUCTUPIIT)OEH3aTbACT U
OH

OMe

VYkazaHHOe B 3aroJioBKe COEIWHEHHWE Modydanmn u3 S-6pom-3-drop-2-ruapoxcubenzanpaeruaa (219 wr,
1,0 mmonb) u (E)-(4-MeTokcHcTHpHIT)00pOHOBOM KHCIOTH (214 Mr, 1,2 MMOJIb), Kak OomMcaHo B mpumepe 1, ¢
MOJIYYCHHEM YKa3aHHOTO B 3arojIOBKE COCIMHEHMS B BHJIE TBEPJOTO BELIECTBA XKeITOro Ipera (69 Mr, BBIXOA
19%).

'H SIMP (500 MTI'ni, xopogopm-d) & 10,90 (c, 1H), 9,95 (¢, 1H), 7,53 (nx, J=11,8, 2,1 I'n;, 1H), 7,46-7,41
(M, 3H), 6,97 (1, J=16,3 T'n, 1H), 6,94-6,90 (M, 2H), 6,87 (1, J=16,1 T'u, 1H), 3,84 (c, 3H);

XKX-MC m/z [M+H]" paccu. ans Ci¢H,5FO;, 273; naiineno, 273.

IMpumep 11. (E)-3-®rop-2-runporcu-5-(3-(TpudTopMeTHII)CTUPIIT)OSH3ATbACT U

VYkazaHHOe B 3aroJioBKe COEIWHEHHWE Moiydanmu u3 S5-6pom-3-drop-2-ruapoxcubenzanpaeruaa (219 wr,
1,0 mvomp) wu (E)-4,4,5,5-terpamern-2-(3-(tpudropmerni)ctupuin)-1,3,2-nuokcadboponana (358  wr,
1,2 MMOITB), KaK OIMMCAHO B pUMepe 1, ¢ MOIy4eHHeM YKa3aHHOTO B 3ar0JOBKE COSAMHEHHS B BHAE TBEPIOTO
BEIIIECTBA JKEJITOTO IBeTa (67 MT, BBIX0. 22%).

'"H SIMP (500 MT 1, xopodopm-d) & 10,99 (c, 1H), 9,97 (c, 1H), 7,74 (¢, 1H), 7,66 (1, J=7,6 T, 1H), 7,57
(nm, J=11,6, 2,1 I'n, 1H), 7,55-7,46 (m, 3H), 7,09 (&, J=16,3 T', 1H), 7,03 (&, J=16,2 ', 1H);

KX-MC m/z [M+H]" paccu. g C¢H;oF4O,, 311; naiineno, 311.

[Mpumep 12. tper-byrun 2-(3-popmun-4-rugporcu-5-MeTokcudenun)-6,7-1uruapoTieHo| 3,2-c |nupuauH-

5(4H)-kapbokcmat
OH
MeO CHO

“ g

/N
Boc

YkazaHHOE B 3aroJIoBKe COSIMHEHUE TOydan 3 S-0poM-2-THIPOKCH-3-MeToKcnOeH3anpaeruaa (462 mr,
2,0 MMomp) wu Tper-Oytun  2-(4,4,5,5-terpamermi-1,3,2-nuokcabopoian-2-ni)-6,7-TAruapoTHEHO|[ 3,2-
c|mupuaun-5(4H)-kapbokcunara (876 mr, 2,4 MMOJIb), KaKk OMUCAHO B TIpuMepe 1, ¢ MoydeHreM yKa3aHHOTO B
3aroJIOBKE COeIMHEHUS B BUJIE TBEPIOrO BEIIECTBA JKeNATOro 1BeTa (476 mr, Beixoa 61%).

'H SIMP (500 MT 1, xopodopm-d) & 11,06 (c, 1H), 9,95 (c, 1H), 7,33 (z, J=2,0 T'u, 1H), 6,94 (c, 1H), 4,50
(c, 2H), 3,97 (¢, 3H), 3,75 (¢, 2H), 2,86 (c, 2H), 1,50 (c, 9H);

ESI-MS m/z [M-i-Na]+ paccu. g CyoH,3NOsS, 412; naiineno, 412.

Mpumep 13. 2-T'mapokcu-3-mertokcu-5-(4,5,6,7-Terparnaporuero| 3,2-c|uupuauH-2-1i1)0eH3alIbAer naa
THIIPOXIIOPHIT

OH
MeO CHO

HN

Vka3aHHOE B 3arojJloBKE COCIUHEHHE IOIyYald W3 IOJIY4YEHHOTO BbINIE IpuMmepa 12, Tper-OyTun
2-(3-popmun-4-runpokcu-5-metokcudennn )-6,7-quruapoTreHo| 3,2-c mupunua-5(4H)-kapbokcunara (97 wr,
0,25 mmons), B ntuxnopmerane (2,0 mi), oopadorannoro 4u. HCI B nnokcane (2,0 Mi1) B Te4eHHe 3 4 IPH KOM-
HAaTHOM TeMIlepaType B CTCKJITHHOM 3aledyaTaHHOM KoimadukoMm ¢rakone (30 mi). 3arem JeTydwe BeulecTBa
MOJTHOCTBIO BBIMIAPUBANIN U TIOJHOCTHIO BBICYIIMBAIH C MTOMOILIBIO JTHO(DHIN3ATOPA C MOTYYEHHEM YKa3aHHOTO B
3arojIOBKE COEMHEHUS B BUJIE TBEPAOrO BEIIECTBA JKEJITOro 1BeTa (48 Mr).

'H SIMP (500 MTI'ti, IMCO-dg) & 10,44 (c, 1H), 10,31 (c, 1H), 9,48 (c, 2H), 7,43 (n, J=2,2 T, 1H), 7,37
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(n, J=2,2 T'n, 1H), 7,31 (c, 1H), 4,17 (c, 2H), 3,94 (c, 3H), 3,57 (c, 1H), 3,43 (un, J=7,3 'y, 2H), 3,05 (T, J=6,1 ',
2H);
XKX-MC m/z [M+H]" paccu. mms C,sH;sNOsS, 290; Haiinero, 290.
[¢]

1.Br, S
CIH.HN 2 HCl S V)Lcl | Br
y = | Br ——— N Y
" CIH.HN 4/
[¢)

B,Plnz OMe
. P
PinB A’f CHo
Tpumep 14 'le14

IIpumep 14. 5-(5—(].[HKHOHpOHaHKapﬁOHI/IJ'I)-4,5,6,7-TeTpa1“I/I,Hp0TI/IeHO[3,2—C]HI/IpI/I,HI/IH-2-I/IJ'I)—2—1“I/II[p0KCI/I—
3-MeTOKCHOEH3a b U

Oran 1. 2-bpom-4,5,6,7-tetparunpotueno|3,2-c Jmupunua. HC1

s,
cm.uw Br

PactBop Opoma (0,51 wmum, 10,0 mmombs) B ykcycHo#l kucimore (1 M) J00aBIsUIM K PacTBOPY
4,5,6,7-trerparugpotueHo|3,2-cmupunrna ruapoxiopuaa (1,75 r, 10,0 Mmons) B yKCycHO# kuciote (5 mi).
PeakunoHHy0 cMech iepeMeniBany B Teuenne 1,5 4. Peakmuro racunym Hachi. Oukapbonarom HaTpus (20 M)
1 9KcTparupoBaiu dtuianeratoM (3x30 mur). Tpu opraHHYECKUX SKCTPaKTa 00BEIUHSIIN, TPOMBIBAIU COJICBBIM
pactBopoM (2x10 mur), cymmnm Hax 0e3BoaHBIM cynbdhaToMm Hatpus. Jobasmsuim 6H. HCI (ra3)/muokcan (10 mu)
M CMECh KOHIICHTPHPOBAJIHM B YCIOBHIX BaKyyMa C IONydeHHEM eiraemoro mpoxaykra (1,7 r, Beixon 67%) B
BUJI€ TBEPJOTO BEIIECTBA KEJITOTO I[BETA.

KX-MC m/z [M+H]" paccu. s C;HgBrNS, 219; naiineno, 219.

Oran 2. (2-bpom-6,7-gurunpotueno|3,2-c Jnupuana-5(4H)-mn) (MUKIOIpOmUI )ME TAHOH

S,
AT
o

T3A (1,65 M, 11,9 mmone) u nuknonponankapoonmia xiaopun (0,39 mir, 4,3 MMOJITB) MOCIEIOBATEIEHO
J00aBISIIN K pacTBopy 2-0pom-4,5,6,7-terparuaporueno|3,2-cmupunua.HCI (1 1, 3,95 mmoins) B TT'® (10 M)
npu 0°C. Peakunonnyro cmech nepememmuBanu B TeueHre 1 u mpu 0°C. PeakinoHHy:0 cMech racuiad BOJAOU
(30 M) u axcTparupoBam dTrinaneratoM (3x30 mur). Opraaudeckrue dKCTPAKTHl 00BEAWHSIIN, TIPOMBIBATIU CO-
JIEBBIM PacTBOpPOM (2x20 MiT), CYIIHIN HAJ Cyab(aTOM HATPHS U KOHIEHTpUPOBaTH. OCTaTOK OYHUIIIAIN KOJIO-
HOYHOW Xpomarorpadueii Ha cumkaresne (eTposieiHslit agup/stunanerar = 5:1-1:1) ¢ morydeHneM xenaemMoro
npoaykra (0,97 r, Beixoq 86%).

XKX-MC m/z [M+H]" paccu. mms C,H;,BrNOS, 287; HaiineHo, 287.

Oran 3. 2-I'unpokcu-3-merokcu-5-(4,4,5,5-retpamerin-1,3,2-mruokcaboposran-2-nuin)0eH3albaeTH

CHO
OH

PinB o~

CMmech 5-0pom-2-ruapokcu-3-mMetokcudenzampaeruna (1,15 v, 5,0 MMons), Ouc-(MMHAKOIATO)INOOPOHA
(1,4 1, 5,5 Mmmonb), anierata kamus (1,5 r, 15,0 mmons) u PACl,(dppf) (0,4 T, 0,5 mmoins) B auokcane (30 mur) Ha-
rpeBam ipu 110°C B Teuenne 4 u. Peakuumro racuiam Bomod (50 MIiI) M SKCTparupoBajM STHIIALETATOM
(3x50 mur). Opranmyeckre SKCTPAKTHl 0OBEAMHSIIN, TIPOMBIBAIIA COJIEBBIM PACTBOPOM (2x20 MII), CYyIIWIA HaT
Ccynb(paToM HATPUs W KOHIEHTpHpoBaimu. OCTATOK OYHUINATH KOJOHOYHOW Xpomarorpadueil Ha CHIIMKareie
(metponeiinblit a¢up/s>Tunanerar = 10:1-5:1) ¢ momydyenuem xexaemoro npoaykra (310 mr, Berxon 22%) B Buae
TBEPAOTO BEIIECTBA JKEJITOTO L[BETA.

'H SIMP (CDCls, 400 MI'm) § 11,37 (¢, 1H), 9,93 (c, 1H), 7,69 (c, 1H), 7,49 (c, 1H), 3,96 (c, 3H), 1,35 (c,
12H).

Oran 4. Cmech 2-ruapokcu-3-meTokcu-5-(4,4,5,5-retpamerni-1,3,2-quokcadoponan-2-ui)oeH3anbaeruaa
(50 mr, 0,18 mMMoub), (2-6pom-6,7-guruapoTtreHo|3,2-c|mupunua-5(4H)-wn)(muknonponui)meranona (51 wr,
0,18 mMmoutp), Na,CO; (96 mr, 0,9 mmons) u Pd(PPhs), (10 mr, 0,01 mmons) B IM®DA (2 M) u H,O (2 min) me-
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pememmBany npu 95°C B Teuenue 2 4 B atMocdepe N,. Peaknponnyro cmeck BiuBanu B Boxy (10 mur) u akcrpa-
rupoBaiy dtunanetaroM (3x10 mir). O0benMHEHHBIC OPTaHUIECKUE BEIIECTBA IPOMBIBAIIA COJIEBEIM PACTBOPOM
(10 M), cymmny Hax cynb(paToM HaTpHs W KOHLEHTPUPOBaid. HeounIeHHBIH NpOIyKT OYHIIATIH ITpernapaTuB-
Hoit TCX ¢ noxydenuem xenaemoro npoxaykra (13 mr, Berxon 20%).

'H SIMP (400 MI 1, xopoopm-d) 8 11,07 (¢, 1H), 9,95 (¢, 1H), 7,33 (c, 1H), 7,25 (c, 1H), 6,95 (c, 1H),
4,74 (m, 2H), 3,98 (c, 5H), 2,93 (M, 2H), 1,82 (M, 1H), 1,04 (m, 2H), 0,84 (M, 2H);

KX-MC m/z [M-H] paccu. nnsa CoH;oNO,4S, 356; Haiineno, 356.

[Tpumep 15. 5-(5-Anertnin-4,5,6,7-reTparuapoTHeHo[ 3,2-¢ [MupuIuH-2 -1T)-2 -THAPOKCH-3-METOKCH-
OeH3anbaerua

MeO. CHO

Oran 1. 1-(2-bpom-6,7-auruapotueno| 3,2-c|mupunua-5(4H)-mn)sTanoH

(=
N g
R

T3A (1,65 mi, 11,9 mmons) u anetmnxiopun (0,35 mi, 4,3 MMOITB) MOCIEOBATEIEHO JOOABISUIH K pac-
TBOPY 2-0pom-4,5,6,7-terparuaporueno|3,2-cnupununa rugpoxiopuna (1 r, 3,95 Mmoinb), Moxyd4eHHOro B CO-
otBercTBHHM ¢ ipumepoM 14, B TT'® (10 mi) npu 0°C. PeakunoHHyI0 cMech IIepeMeIInBalIi B TedeHue | 4. mpu
0°C. PeakunonHyto cmech racuian Bonoi (30 mun) m skctparupoBanu stunaneratoM (3x30 mur). Opranndeckue
9KCTPAKThl OOBEIUHSIIN, TIPOMBIBAIN COJIEBBIM PACTBOPOM (2x20 MiT), CYIIWIIA Haa CYJIb(aToM HATpUsS U KOH-
neHTpupoBad. OCTaTOK  OYMINAIM  KOJIOHOYHOW XpomaTtorpadueid Ha cuiaukarene — (TIETPOJICHHBIHA
a¢up/sTananerar = 5:1-1:1) ¢ momyueruem xemaemoro npoxaykra (0,93 r, Bexon 91%).

XKX-MC m/z [M+H]" paccu. mas CoH,oBrNOS, 261; Haiineno, 261.

Oran 2. Cmech 1-(2-6pom-6,7-guruapotueno|3,2-c|nupunna-5(4H)-mwn)stanona (259 wmr, 1,0 mMmois),
2-ruApoKCcHu-3-MeTokcu-5-(4,4,5,5-rerpamernn-1,3,2-mnokcadboponan-2-min)den3anpaeruaa (278 mr, 1,0 MMmonb),
MOJTY9€HHOTO B COOTBETCTBUU ¢ mpuMepoM 14, Na,CO; (530 mr, 5,0 mmoib) u PA(PPhs), (58 mr, 0,05 Mmmons) B
JAM®A (10 mur) u H,O (10 M) mepemermmBany npu 95°C B Teuenue 2 4 B atmocepe N,. Peakimonnyio cMech
BruBaH B Boay (30 mur) u skcrparupoBany stunaneraToM (3x30 mir). OO0beAMHEHHBIE OPTAaHUYECKUE BEIECTBA
MPOMBIBAJIA COJIEBBIM pacTBopoM (30 Mi1), cymmian Hajx cyiab(aToM HATpus ¥ KOHIEHTpHpoBanu. HeouwmieH-
HBII IPOIYKT ouninany npenapatuBHoil TCX ¢ nmomyueHueM kexaeMoro npoaykra (52 mr, Berxox 16%).

'"H SIMP (400 MT'1, xopocpopm-d) & 11,07 (¢, 1H), 9,95 (¢, 1H), 7,33 (c, 1H), 7,24 (c, 1H), 6,94 (c, 1H),
4,68 (c, 1H), 4,55 (c, 1H), 3,98 (c, 3H), 3,94 (M, 1H), 3,78 (m, 1H), 2,94 (M, 2H), 2,19 (M, 3H);

XKX-MC m/z [M+H]" paccu. ans C;7H;,NO,S, 332; naiineno, 332.

IIpumep 16. 5-(5-(2-®dropatrn)-4,5,6,7-rerparunporueno| 3,2-c [IupuIuH-2 -1 )-2 -TUAPOKCH-3 -
METOKCHOEH3JIbICT UL
OH
MeO. CHO
“ s
N
S~

F

Oran 1. 2-bpom-5-(2-pTopatun)-4,5,6,7-rerparuapoTreHo| 3,2-c |mupuauH

S
NSV

KOH (1,1 r, 19,75 mmonb) u 1-Opom-2-dTopatan (4,98 1, 39,5 MMonb) A00aBISIIA K PAcTBOPY
2-6pom-4,5,6,7-TeTparunporuero|3,2-c jnupuauHa rugpoxiaopuaa (1 r, 3,95 MMOib), MOJIYIEeHHOTO B COOTBET-
ctBum ¢ pumepom 14, B MeOH (40 mur). PeaknioHHy10 cMech TIepeMenTuBaIA B TeUEHUE 3 9 TIPU KOMHATHON
Temriepatype. Peakunonnyto cmeck racunu Bogoi (100 mur) u sxerparupoBanu stunaneraroM (3x100 mi). Op-
TAaHWYECKHUE 3KCTPAKTHI OOBEAMHSIH, MPOMBIBATH COJCBBIM pacTBopoM (2x100 mur), cymwnu Hajx cynbdarom
HATpUSI M KOHIEHTpHpoBard. OCTAaTOK OYHINAIK KOJIOHOYHOM Xpomarorpaduell Ha CHiIMKareie (IUXIopme-
tan/metanon = 20:1-10:1) ¢ morygernem >xemaemoro mpoxaykra (0,88 T, Beixozn 85%).

'H SIMP (400 MTI'n, xmopodopm-d) & 6,68 (¢, 1H), 4,69 (m, 1H), 4,57 (M, 1H), 3,60 (c, 2H), 2,80-2,94
(M, 6H);

XKX-MC m/z [M+H]" paccu. ans CoH,BrFNS, 265; Haiineno, 265.

Otan 2. 3-Metokcu-2-(4-MeTOKCHOCH3MIOKCH )-5-(4,4,5,5-TeTpametni-1,3,2-nuokcaboponan-2-
WIT)0CH3aJIb 1T U]
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CHO

PinB o~

PMB-CI (0,54 mi, 4,0 MMOIb) TOOABISIN K CMECH 2-THIPOKCH-3-MeTOKCU-5-(4,4,5,5-Tetpamerni-1,3,2-
nmuokcaboponan-2-mn)denzanpaernga (532 mr, 2,0 MMOJIB), TIOTYYEHHOTO B COOTBETCTBUH C MpuMepoM 14, u
kapOoHata kamus (552 mr, 4,0 mmons) B JIM®A (10 mur). PeakimmoHHYI0 CMeCh MepeMeNInBaii B TeUeHUe 3 4
MIpY KOMHATHOW TeMmIieparype. PeakmmoHHy0 cMech racviii BoJou (50 M) B 3KCTpardpoBaly ITHIAIECTATOM
(3%x50 mur). Opranuyeckre 3KCTPAKTHl 00BEIMHSIN, TPOMBIBAIIM COJIEBBIM PAacTBOpoM (2x30 M), CyIIMIN Haj
cynp(paToM HATpUs W KOHIEHTpHpoBaimu. OCTaTOK OYHMINAIH KOJOHOYHOW Xpomarorpadueil Ha CHIIHKareie
(metponeiinbrit agup/stunanerar = 20:1-10:1) ¢ momydenuem xemaemoro npoaykra (0,63 1, Berxon 82%).

Otan 3. 5-(5-(2-®dropatnn)-4,5,6,7-rerparuaporueno| 3,2-c [HUpUIUH-2 -1i1)-3-MeTOKCH-2-((4-
METOKCHOEH3HIT)OKCH )OeH3aIbACTH

OMe
S
AN | p OPMB
CHO

Cmech  2-Opom-5-(2-dropatun)-4,5,6,7-rerparuaporuero[3,2-cjmupuauaa (263 wmr, 1,0 MMonb),
3-MeToKCH-2-(4-MeTOoKCHOEH3MIOKCH)-5-(4,4,5,5-TeTpameTni- 1,3,2-mnokcadbopoaH-2-1mi1) OeH3aTbIeTH A
(398 wmr, 1,0 mmonn), Na,CO; (320 mr, 3,0 mmonb) 1 Pd(PPhs), (58 mr, 0,05 mmons) B IM®PA (10 M) u H,O
(10 mu1) nepemenBaiy pu 95°C B TeueHue 2 4 B atmocdepe N,. PeaknnonHyto cMmech BimBany B Boxy (30 mur)
1 aKcTparupoBanm dTrianeTatoM (3x30 mur). OObeAMHEHHBIE OpPraHUYeCKHe BEUIECTBA MPOMBIBATHM COJIEBBEIM
pactBopoM (30 M), cymmiau Hajx cynb(haToM HaTpHs M KOHIEHTpHpoBanu. HeounineHHbIH NpoayKT OYMIIain
npenaparusHoil TCX ¢ momydenuem xemaemoro npoaykra (160 mr, Berxox 36%).

'H SIMP (400 MT'11, xsopodopm-d) 8 10,20 (c, 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).

Otan 4. 5-(5-(2-®dropatnn)-4,5,6,7-rerparuaporueno| 3,2-c [mUpuIUH-2 -1i1)-3-MeTOKCH-2-((4-
MeTokcnOen3min)okcn)oensanpaerny (160 mr, 0,36 mMmons) pactBopsutn B XM (2 mi) n gobasmsmn TOK
(1 mur). PeakumonHyIo cMech epeMerniBaiy B Tedenne 30 MuH. PacTBOp KOHIIGHTPUPOBAIN B YCIOBHAX BaKyy-
Ma. OCTaTOK pacTBOPSUIM B HACHIII. OMkapOOHaTe HaTpus (5 MII) M DKCTparupoBaiM dTHianeTatoM (3x5 mi).
Opranuyeckre KCTPAKTHl OOBEIUHSIN, CYIIMIN Hal OE3BOAHBIM CyIb(aToM HaTpus W KOHLEHTpHpoBanu. He-
OYMIIEHHBIN PoayKT ounmamu npenapatusHoit TCX ¢ momydeHneM xenaeMoro mpoxaykra (88 mr, Bexon 75%)
B BHJIC TBEPOTO BEILIECTBA JKEITOTO I[BETA.

'H SIMP (400 MI'w, xiopodopm-d) & 11,10 (ym, 1H), 9,94 (c, 1H), 7,32 (¢, 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);

XKX-MC m/z [M+H]" paccu. msa C,;H;sFNO;S, 336; Haitneno, 336.

Ipumep 17. 5-(5-(LuxnonpormmnmeTuin)-4,5,6,7-TeTparuapotueHo| 3,2-C [ MupuanH-2-1i)-2-THAPOKCH-3 -
METOKCHOCH3aIIbACT U

CHO

Oran 1. Huknonponuin(6,7-qurunporueHo|3,2-cnupuaun-5(4H)-ui)MeranoH
s

AN D

o

T3A (4,77 mn, 34,3 MMoIb) 1 IEKIIONponankapoonwmia xiwopun (1,14 v, 12,6 MMOIIB) MOCIEIOBATENEHO
Jno0aBIsIM K pacTtBopy 4,5,6,7-terparunporueno|3,2-cmupununa rugpoxiopuga (2 r, 11,4 mmons) B TI'®
(10 M) mpu 0°C. PeaknuonHy!o cMech nepememuBany B TeueHue | 1 npu 0°C. PeakunoHHyr0 cMech racuiu
Bozoi (30 mur) 1 akcTparupoBasu dTminaneratoM (3x30 mur). OpraHudecKre SKCTPAKTHl 00bETUHSIIH, IIPOMBIBA-
T COJIEBBIM PacTBOpOM (2x20 mir), CYIIMIIM HaJ CyahGaTOM HATPUS W KOHIEHTpUpOBaIH. OCTaTOK OYHIIAIH
KOJIOHOYHOW Xpomarorpadueil Ha cuiikarene (IeTposienslit a¢up/strmanerar = 5:1-1:1) ¢ momy4yenueM yka-
3aHHOTO B 3arOJIOBKE coeauHeHus (2,2 T, Bexon 93%).

XKX-MC m/z [M+H]" paccu. ans C;,H,5NOS, 208; naiineno, 208.

Oran 2. 5-(LluknonpormnmeTui)-4,5,6,7-TeTparunpotueHo| 3,2 -c |nupuana

AN D

LAH (700 wmr, 18,4 mMMonp) m00aBIsIM K PacTBOPY LUKIONPOIWiI(6,7-AuruapoTreHo|3,2-c|uupuauH-
5(4H)-un)metanona (1 r, 4,8 mmons) B TT'® (10 M) npu 0°C. Peakunonnyto cmech HarpeBanu mpu 60°C B te-

- 103 -



042453

yenue 1 4. Peaknmonnyro cMech oxnaxknaamu 1o KT, racuimm Bomoi (30 M) M 9KCTparupoBaiy 3THIALETATOM
(3x30 mur). Opranmyeckre SKCTPAKTHl 0OBEAMHSIIN, TIPOMBIBAIIA COJIEBBIM PACTBOPOM (2x20 MII), CYyIIWIA HaT
cynb(haToM HaTpHUst U KOHIEHTpUpOoBaiH. OCTaTOK OYHIIAIN KOJIOHOYHOH Xpomarorpadueil Ha cunukareie (au-
xnopMmeTan/MeTanon = 100:1-20:1) ¢ momyueHuneM sxernaemoro mpoxaykra (0,64 r, Beixon 69%).

XKX-MC m/z [M+H]" paccu. mas C,H;sNS, 194; maiinero, 194.

Orar 3. 2-6poM-5-(IMKIONTPOTHIMETHN )-4,5,6,7-TeTparuqpoTueHo| 3,2-c [mupuauH
S

AN T

Bpowm (0,13 M, 2,59 mmois) nobasisumm k pactBopy coeaunenus 2 (500 mr, 2,59 mmois) B IM®DA/Bone
(6 Mn/12 mu) mpu 0°C. PeakmonHyro cMech nepemenuBanu B reuenue 30 mun. npu 0°C. Peakuuro racunu Ha-
ceiml. OukapOonarom HaTpus (20 M) 1 dkcTparupoBany sTmianeraToM (3x30 Mi). Tpu OpraHUYECKUX dKCTpaKTa
00BEAMHSIIN, TIPOMBIBATIN COJIEBBIM pacTBOpOM (2x10 mur), cymunm Haa 0e3BOAHBIM cyinbdaToM HaTpus. Ocra-
TOK OYMIAIN KOJIOHOYHOH xpomatorpadueil Ha cumkarene (quxiopmeran/meraon = 100:1-30:1) ¢ momyye-
HHeM xenaeMoro npoaykra (0,41 r, Berxon 58%).

KX-MC m/z [M+H]" paccu. g C1H4BrNS, 272; naiineno, 272.

Oran 4. 5-(5-(Huknonponunmerun)-4,5,6,7-TeTparnapotueHo| 3,2-cjnupuanH-2-ni)-3-meTokcu-2-((4-

METOKCHOEH3HIT)OKCH )OeH3aIbACTH
OMe
s
A/N | OPMB
CHO

CMmech 2-6poM-5-(TiuKonponmwimMeTin)-4,5,6,7-terparunpotieno|3,2-cJmupuanaa (271 mr, 1,0 Mmmons),
3-MeTOoKCH-2-(4-MeTOKCHOCH3MIOKCH )-5-(4,4,5,5-TeTpameTri-1,3,2-nruokcaboponan-2-1ir)0eH3alb AT Haa
(398 mr, 1,0 MMOJIB), TTOJIYIEHHOTO B COOTBETCTBUU ¢ mpumepom 16, Na,COj; (320 mr, 3,0 mmonb) u Pd(PPhs),
(58 mr, 0,05 mmoms) B JIM®PA (10 M) m H,O (10 mur) nepemermuBanu nipu 95°C B TedeHue 2 1 B atMmocdepe No.
Peaknmonnyto cmech BiuBanu B Boxy (30 mur) m skctparupoBanu strianeratoM (3x30 mur). OO0beanHEeHHbIE
OpraHMYECKHE BEIIEeCTBA MPOMBIBAIN COJIEBBIM pacTBopoM (30 Mir), cymwim Hax CyiabpaToM HATPUS U KOHIICH-
TpupoBanyu. HeodnmeHHbIH TpoAyKT ounmanu npenapaTuBHOM TCX ¢ MONMydeHHWEM >KeIaeMoro TpPOAYKTa
(90 mr, BEIXOZ 19%).

Oran 5. 5-(5-(HuknomporunmeTuin)-4,5,6,7-teTparuapotrueHo| 3,2-c [ mupuana-2-nui)-3-MeTokcu-2-((4-
MeTokcuOeH3min)okcu)oenzanpaerun (90 mr, 0,19 Mmons) pactBopsiiu B JIXM (2 M) u no6asmsim TOK (1 mo).
PeaknnonHyr0 cMmech nepeMeriuBaiy B TeueHue 30 MuH. PacTBOp KOHIICHTpHPOBAIH B yCIOBHAX Bakyyma. Oc-
TaTOK PacCTBOPSIIM B HACHINI. OnkapOoHaTe HATpus (5 MJI) U dKCTparupoBaid dtmianeraroM (3x5 mi). Opranu-
YECKHE IKCTPAKTHI OOBEIMHSIHN, CYIIIH HaJ OC3BOIHBIM CYJIb()aTOM HATPUSA U KOHICHTpHUpOoBanu. HeounmeH-
HBII MpOoAYKT ounianu npenapatusHoit TCX ¢ nmomydenuem sxenaemoro npoaykra (57 mr, Beixon 85%) B BuIe
TBEPAOTO BEUIECTBA XKEJITOT'O IIBETA.

'H SIMP (400 MT 1, xopocpopm-d) & 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);

KX-MC m/z [M+H]" paccu. g CgH,NO;S, 344; naiineno, 344.

[Tpumep 18. 3-®rop-2-ruapokcu-5-(5-metnin-4,5,6,7-rerparuapotueHo| 3,2 - [ mupuanH-2-
WT)0eH3aITbICTHT

CHO

Oran 1. 2-bpom-5-metnn-4,5,6,7-teTparuaporueto| 3,2-c jnupuana

)
Br
Me/N /

Cwmecs BogHOTO pacTBopa dopmampaeruaa (3,93 miu, 39,5 mmois, koHueHnTparust 37%), yKCyCHO# KHCIO-
THI (2 Mi), 2-6pom-4,5,6,7-TerparunporueHo|3,2-cmupuanna ruapoxiaopuaa (1 r, 3,95 MMoIIb), MOIYIeHHOTO B
cootBetcTBHM ¢ ipuMepom 14, 1 NaBH;CN (0,50 r, 79,0 mmons) B MeOH (12 mun) nepemennBaii B TE€UEHUE
Houn npu KT. Peaknnonnyto cmech racuimu Bojoi (30 M) u skcrparuposany stwianeratoM (3x30 mur). Opra-
HUYECKHE DKCTPAKTHI OOBEIUHSIIN, IPOMBIBATHM COJIEBBIM PacTBOpoM (2x20 MiT), CymuiIn Hax cylnb(paToM Ha-
TpUsL ¥ KOHLEHTpHpoBanu. OCTaTOK OYMINANHM KOJOHOYHOW Xpomarorpaduedl Ha cuiMkareie (IIeTpoJeHHBII
a¢up/sTunanerar/auxmopmeran = 20:1:1-5:1:1) ¢ momydennem xemaemoro npoaykra (0,32 r, Berxox 35%).

KX-MC m/z [M+H]" paccu. s CgH,(BrNS, 232; naiineno, 232.

Orar 2. 5-6poM-3-drop-2-(4-MeTOKCHOCH3UIIOKCH ) 0EH3AIBIETH /]
CHO
OPMB

Br F
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PMB-CI (1,79 1, 11,5 mMmonb) noGaBisimu K cMmecH S5-Opom-3-¢rop-2-ruapokcndensansaeruna (1 T,
4,6 mmoinb) U KapOoHarta kanus (1,9 T, 13,8 Mmmonb) B JIM®PA (10 min). PeakunoHHyI0 cMech MepeMenBaii B
teuenne 3 4. npu KT. Peakunonnyto cMech racuim Bojo# (50 mir) u skcTparupoBany stwaneraroM (3x50 mi).
OpraHu4ecKre dKCTPAKThl 0ObEIUHSIIH, TPOMBIBAIH COJIEBBIM pacTBOpoM (2x30 Mir), Cymmin Haja cyib(arom
HaTpusl ¥ KOHLEHTpUpoBaik. OCTaTOK OYMINAIN KOJIOHOYHOHM Xpomarorpadueil Ha cuinkarene (IeTposeiHHbIH
a¢up/strnanerat = 100:1-20:1) ¢ momydennem xemaemoro npoxaykra (1,37 r, Berxox 88%).

Oran 3. 3-drop-2-(4-MeToKCHOEH3MITOKCH )-5-(4,4,5,5-TeTpamernn-1,3,2-nnokcaboponan-2-

WT)0eH3aITbIeTU]T
CHO

Lﬁ”“
PinB' F

CwMmech 5-0pom-3-drop-2-(4-meTtokcubensunokcu)oenzanpaeruna (1,37 r, 4,1 Mmonb), Ouc-(ImIHAKOIATO)-
mubopona (1,1 r, 4,5 mmons), arierata kanus (1,2 r, 12,3 mmoins) u PACl,(dppf) (0,3 r, 0,4 MMonB) B THOKCaHE
(30 mu1) HarpeBamu ipu 110°C B Teuenue 4 4. Peakruro racumm Bogoi (50 M) B 9KCTParupoBaliv TUIIAIIETATOM
(3x50 mur). Opranuyeckre 3KCTPAKTHl 00BEIMHSIN, TPOMBIBAIIM COJIEBBIM PAacTBOpOM (2x20 MiT), CYIIMIIN Haj
cynp(paToM HATpUs W KOHIEHTpHpoBaimu. OCTaTOK OYHMINATH KOJOHOYHOW Xpomarorpadueil Ha CHIIHKareie
(merpomneituslit aup/sTunanerar = 10:1-5:1) ¢ momryuernem xexaemoro mpoxaykra (1,14 r, Berxox 73%).

Oran 4. Cwmecb 2-0pom-5-metni-4,5,6,7-terparunporueno[3,2-clmupuanaa (84 wmr, 0,36 MMoIb),
3-¢prop-2-(4-meToxcnbeH3nnoken)-5-(4,4,5,5-rerpameri-1,3,2-nuokcaboponan-2-mn)oen3anpaeruaa (140 wr,
0,36 mmonb), Na,CO; (192 wmr, 1,81 mmons) u Pd(PPhs), (21 mr, 0,02 mmois) B JIM®PA (7 mi) u H,O (1 mun)
nepememuBain npu 95°C B Teuenne 2 94 B atMmocdepe N,. PMB Obln ynaneH B xolie peakiuu. PeakmmoHHyio
cMmech BimBaiu B Boxy (30 mur) m skcrparmpoBanu stmianeraTtoM (3x30 mur). OO0bearHEHHBIE OPraHUIECKUe
BEIIIECTBA IPOMBIBAIIM COJICBBIM pacTBOpoM (30 MIT), CYIIIITH Hal Cyab(haToM HATPHUs ¥ KOHIEHTpUpoBanu. He-
OUUILEHHBIN NpoayKT ouninany npenapatusHoit TCX ¢ nomydeHuem xenaemoro npoaykra (15 mr, Bexon 10%)
B BHJIE TBEP/IOTO BEILIECTBA JKEITOTO I[BETA.

'"H SIMP (400 MTI'n, xnopodopm-d) & 10,28 (c, 1H), 7,76 (ma, J=12,0 T'w, 2,0 T, 1H), 7,57 (1, J=1,2 T,
1H), 7,20 (c, 1H), 3,60 (c, 2H), 3,27 (M, 4H), 2,88 (c, 3H);

KX-MC m/z [M+H]" paccu. g CsH 4FNO,S, 292; naiineno, 292.

ITpumep 19. 5-(5-Auerun-4,5,6,7-rerparnaporueno| 3,2-c |[nupuuH-2-1i)-3-Grop-2-rugpoKcu-
OeH3anbAeT U
OH
F. CHO
“ s
N
o=

Cwmecs 1-(2-6pom-6,7-gurunpotrero|3,2-cJnupuans-5(4H)-mn)aranona (67 mr, 0,26 MMOIIB), OJTyYECHHO-
T0O B COOTBETCTBUU ¢ mpumepoM 15, 3-pTop-2-(4-meTokcubeH3mIKkocu)-5-(4,4,5,5-rerpamermn-1,3,2-
Jmokcabopoan-2-mwn)oensanpaeruaa (100 mr, 0,26 MMOJIB), TOTYYEHHOTO B COOTBETCTBHH C MpuMepoM 18§,
Na,CO; (137 wr, 1,30 mmons) u PA(PPhs), (15 mr, 0,01 Mmmons) B IM®DA (5 mur) u H,O (1 mu) mepememiBanu
mpu 95°C B Teuenne 2 4 B atMmocdepe N,. PMB 0Obu1 ynanen B xolie peakiiui. PEakIMOHHYIO CMeCh BIMBAIH B
Boxy (30 mu) u skcTparupoBanu quxiaopmeraHoM (3x30 mir). OObeTUHEHHBIC OPraHUYECKHUE BEUICCTBA MMPOMBI-
BaJI COJIEBBIM pacTBopoM (30 M), Cymwim Hall cyiabhaToM HaTpUs W KOHIEHTPUPOBaIU. HeounIeHHbIi mpo-
IyKT ognmany npenapatuBaoit TCX ¢ morydeHneM xenaeMoro npoaykra (39 mr, Berxox 47%) B BUIE TBEPAOTO
BEIIIECTBA JKEJITOTO IIBETA.

'H SIMP (IMCO-ds, 400 MI'ry) & 11,12 (yur, 1H), 10,30 (c, 1H), 7,80 (ax, J=12,0 ', 2,4 T', 1H), 7,60 (c,
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. gns C¢H,FNO;S, 318; naitneno, 318.

Ipumep 20. 2-T'mppoxcu-5-(5-m3onpommi-4,5,6,7-TeTparuapotuero|3,2-c | mupuanH-2-1i)-3-METOKCH-
OeH3abIerus

OH
MeO. CHO

Oran 1. 2-bpom-5-u3onponun-4,5,6,7-rerparugpoTreHo| 3,2-c |nupuinH

S,
Me | Br
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Aneron (1,83 r, 31,6 Mmone) m ykcycHyro kuciory (1,81 mi, 31,6 MMonbp) n00aBisiiM K pacTBOpY
2-6pom-4,5,6,7-TeTparunpoTucHo|3,2-cmupuarHa ruapoxiopuaa (2 T, 7,9 MMOIIb), TIOJIyYEHHOTO B COOTBETCT-
BHU ¢ TIpuMepoM 14, u tpudTinamuHa (2,2 v, 15,8 mmons) B MeOH (20 mur). PeakiimonHyto cMech IepeMeri-
Banu B TeueHue 20 muH. 1 qobasmsuin NaBH;CN (2,49 1, 39,5 MMoup). PeakimmoHHyI0 CMeCh 3aTeM IepeMelin-
Banu B TedeHne Houn mpu KT. Peaknmonnyio cMech racwiv Bogoi (30 MIT) U SKCTparupoBalid dTHIIAIETATOM
(3%30 mur). OpraHuyeckre 3KCTPAKTHl 0OBEIMHSIN, TPOMBIBAIIM COJIEBBIM PAacTBOpOM (2x20 MiT), CyIIMIIN Haj
cynp(paToM HATpusi W KOHIEHTpHpoBaimu. OCTaTOK OYHMINAIH KOJOHOYHOW Xpomarorpadueil Ha CHIIHKareie
(metpomnetinbiii 3¢up/s>Tnanerar/muxiaopmeran = 20:1:1-5:1:1) ¢ moryaenneM xenaemoro npoaykra (1,9 T, BbI-
xo071 93%).

XKX-MC m/z [M+H]" paccu. ms C,oH;4BiNS, 261; naitneno, 261.

Oran 2. Cmech 2-0pom-5-uzonponmi-4,5,6,7-rerparunpotucto|3,2-c|mupuanaa (100 mr, 0,39 mmodb),
2-ruipokcu-3-metokcu-5-(4,4,5,5-retpamerni-1,3,2-nnokcaboponan-2-min)0eH3anbIeruaa (107 MT,
0,39 MMOJTB), TOTYYCHHOTO B COOTBETCTBHU ¢ puMepom 13, Na,COj; (204 mr, 1,96 mmons) u Pd(PPhs), (22 wmr,
0,02 mmois) B IM®A (3 M) u H,O (2 M) nepemermBanu npu 95°C B Teuenue 2 4 B atmocdepe N,. Peakun-
OHHYIO CMech BIHBanu B Boay (30 mi) u sxcTparuposany stmwianetatoM (3x30 mur). OObeTMHEHHBIE OpTaHude-
CKHE BEIECTBA MPOMBIBAIH COJCBBIM pacTBopoM (30 MiT), CyIIHIIN HaJl CY/Ib()aTOM HATPHUS ¥ KOHIICHTPUPOBAIIH.
Heounmennslii nponykT ounianyu npenapatuBHoil BOXKX ¢ nomydenuem xemaeMoro npoaykra (23 Mr, BEIXOA
18%) B BHjIe TBEPIOTO BEMIECTBA JKEITOTO I[BETA.

'H AMP (JIMCO-dg, 400 MI'my) § 10,29 (¢, 1H), 7,41 (c, 1H), 7,32 (¢, 1H), 7,18 (c, 1H), 3,92 (c, 3H), 3,50
(M, 4H), 2,89 (M, 1H), 2,76 (M, 4H), 1,06 (x, J=6,4 T, 6H);

XKX-MC m/z [M+H]" paccu. ms C,gH, NO5S, 332; Haiinero, 332.

IIpumep 21. (E)-2-I'mapokcn-5-(2-(6-MeTHIITAPUAWH-3 -1 ) BUHIT ) OSH3Tb IETH /T

OH

CHO

=
7
N
Me

B cTeknsgHHOM 3ameyaTaHHOM KOJMAaykoM (uiakoHe oObeMoM 30 Mi 5-OpoM-2-THIPOKCHOCH3AIbICTH
(201 wr, 1,0 mMomb), 2-metwi-S-sunmwimupuand (119 mr, 1,0 mmons), 1,3-6uc-(nudenundochuHo)npomnan
(dppp) (82,4 mr, 0,2 mmounb), TpumetmiiamuH (278 wmr, 2,0 mmons) pactBopsutnt B JIM®DA (5,0 mi), 3aTteM Bo
(maxoH nobasisim anerar nawtaaus (22,4 mr, 0,1 MMons). 3aTeM 3aKphIBaJIM [ePMETHYHBIM KOJIMTAYKOM U IIPO-
nomxanu npu 95°C B Teuenue 16 4 Ha MelIalKe ¢ YalIKOM, coaepiKalllel MeTauInYecKue TpaHyJsbl. 3aTeM OX-
JKIATU 10 KOMHATHOW TEMIIEpaTyphl, pa30aBisuty Boxoi (20 MiT), IEPCHOCHIN B pa3feIUTEIbHYI0 BOPOHKY C
MOMOIIBI0 JAUXJIOPMETaHA M SKCTPATHPOBAIH JOMOJHHUTEIBHBIM TUXJIOpMeTaHoM (2x50 mi). OObeTUHEHHBIN
OpPTaHMUYECKHH CJIOH MPOMBIBAIM COJIEBBIM PAaCTBOPOM, CYIIHIN HaJ CylIb(aToM HATPHUS M MOJHOCTHIO BBHITAPH-
Bany. [lony4eHHBI HEOUHMIEHHBIH MPOIYKT OYHINAIN IMOCPEICTBOM KOJOHOYHON Xpomarorpadvu Ha CHIIUKA-
rene (rexcan gepes rekcan-EtOAc (0-100%)) ¢ moryueHneM yKa3aHHOTO B 3ar0JIOBKE COCITUHECHHUS B BHIC TBEP-
JIOTO BEIIECTBA >kenToro npera (45 mr, Beixox 19%).

'H SIMP (500 MTI', xnopodopm-d) & 11,04 (c, 1H), 9,95 (c, 1H), 8,59 (n, J=2,3 T'u, 1H), 7,73 (ar, J=8,5,
2,4 T, 2H), 7,67 (n, J=2,2 I'n, 1H), 7,16 (x, J=8,1 T'n, 1H), 7,07 (7, J=16,4 I'u, 1H), 7,02 (z, J=8,7 I'u, 1H), 6,98
(m, J=16,3 I'y, 1H), 2,57 (c, 3H);

XKX-MC m/z [M+H]" paccu. mas C,sH3NO,, 240; maitneso, 240.

[Mpumep 22. (E)-4-Prop-2-runporcu-5-(4-meTokcucTupmin)oeH3anbaerus (coequaeHue 55)

OH

OMe

VYkazaHHOe B 3aroJioBKe COEIWHEHHWE Modydanu u3 S-6pom-4-drop-2-ruapoxcubenzanpaeruaa (219 wr,
1,0 mmous) u (E)-(4-meTokcucTupmi)00poHOBOM KUCITOTH (214 Mmr, 1,2 MMOJB), Kak ommcaHo B TpuMepe 1, ¢
MOJyYCHNEM YKa3aHHOTO B 3arojIOBKE COCOMHEHHS B BHIC TBEPIOrO BEIIECTBAa XeNToro msera (45 wr,
BbIXOJT 16%).

'H SIMP (500 MT'ny, xnopodopm-d) & 11,22 (1, J=1,6 T';, 1H), 9,89 (c, 1H), 7,78 (z, J=8,2 I'y, 1H), 7,51 -
7,37 (M, 2H), 7,07 (n, J=16,5 T'n, 1H), 7,00 (1, J=16,5 I'n, 1H), 6,95-6,87 (m, 2H), 6,70 (n, J=11,9 I'y, 1H), 3,84
(c, 3H);

XKX-MC m/z [M+H]" paccu. ans Ci¢H,5FO;, 273; naiineno, 273.

[pumep 23. (E)-2-I'mapokcu-3-MeToKCH-5-(2-(TUpUINH-2 -¥IT)BUHIT ) OCH3aIbACTH ] (COeTUHEHUE 56)
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OH
MeO CHO
=
Z "N

U

CoenuHenne 56 monaydanu B oOIIeM, Kak OMUCaHO B cxeMe 3a. B CTeKIITHHOM 3arnedaTaHHOM KOJITadyKoM
(dnaxone ob6vemom 30 Mt 5-6pom-2-ruapokcu-3-meTokcubdensanpaerus (231 mr, 1,0 MMOIIB), 2-BUHHITTUPUIAH
(105 wmr, 1,0 mmoms), 1,3-6uc-(mudernndocpuno)nponan (dppp) (82 mr, 0,2 mmons) u Et;N (278 mx,
2,0 mMonp) cycieHaupoBaiid B JIM®DA (5 mur). 3areM B peaknnoHHBINA (rakoH nodasisuim PA(OAc), (22 wr,
0,1 MMoJB), 3aKpbIBAJIM FEPMETUYHBIM KONMAYKOM M Iponoikanu npu 95°C B TeueHue 16 4 Ha Memajnke ¢
YaIIKOH, coAepKalieldl MeTAIIMYCCKUE TPAHYIIbL. 3aTeM OXJIaXIAIH 10 KOMHATHOW TEMIEPATYpPhl, BhIIAPUBAIIH
JICTy4Yre BEIISCTBA U MEPECHOCHIIN B Pa3CUTECIBHYI0 BOPOHKY C TIOMOIIBIO AUXJIOpPMETaHa. BoaHBIN ciio# moj-
kucisa 10% muMoHHON KuCIoToi 10 pH ~5 1 SKCTparupoBaiy TOTOTHUTEIBHBIM AUXJIopMeTaHoM (2x50 mi).
OOBeIMHEHHBI OPraHUYECKUN CIIOW MPOMBIBAITU COJICBBIM PACTBOPOM, CYIIIIN HaJ CyIb(haToM HATPHUSI U BBI-
napuBany. [lomydeHHBIN HEOUHIIEHHBIH MPOAYKT OYHIIAIN ITOCPEACTBOM KOJIOHOYHOM Xpomarorpaduu Ha cu-
nkarene (rexcan depes rekcan-EtOAc (0-100%)) ¢ monydeHHueM yKa3aHHOTO B 3arOJIOBKE COCTUHCHUS B BUC
TBEPAOTO BellecTBa KOpUIHEeBOro 1Bera (36 mr, Beixon 13%).

'H SIMP (500 MI 1, xnopopopm-d) & 11,17 (c, 1H), 9,95 (c, 1H), 8,61 (1, J=4,8 T'u, 1H), 7,68 (t, J=7,9 I'n,
1H), 7,59 (m, J=16,0 T'n, 1H), 7,38 (nx, J=14,3, 5,9 I'n, 3H), 7,17 (mm, J=7,5, 5,0 T'n, 1H), 7,09 (z, J=16,0 I'm,
1H), 3,99 (c, 3H);

XKX-MC m/z [M+H]" paccu. mas C,sH3NOs, 256; Haitneso, 256.

[Ipumep 24. (E)-2-I'mapokcn-5-(2-(mupuauH-2-11)BUHIT ) OeH3aIbAeTH T (CoeTnHeHHE 57)

OH
CHO

Z
Z N
S |
VYkazaHHOe B 3aroJIoBKe COCOUHEHHE TONydanu U3 S5-Opom-2-ruapokcuOensampaeruma (201 wr,
1,0 mmomnp) u (2-BuHmimupuauHa (105 mr, 1,0 MMoITs), Kak ommucaHo B mpuMepe 23, ¢ MoMydeHueM YKa3aHHOTO
B 3aroJIOBKE COCTMHEHUS B BUEC TBEPAOTO BelecTBa enToro 1seta (37 mr, Beixon 16%).
'H SIMP (500 MI'u, xnopodopm-d) & 11,07 (¢, 1H), 9,94 (c, 1H), 8,71-8,53 (M, 1H), 7,88-7,75 (m, 2H),
7,73 (n, J1=2,3 T'u, 1H), 7,68 (tm, J=7,7, 1,9 T'u, 1H), 7,62 (n, J=16,1 I'u, 1H), 7,50-7,39 (m, 2H), 7,36 (m,
J=7,8T'n, 1H), 7,20-7,13 (m, 1H), 7,09 (n, J=16,0 I';, 1H), 7,03 (1, J=8,7 ', 1H);
KX-MC m/z [M+H]" paccu. s C4H{|NO,, 226; naiineno, 226.
[pumep 25. (E)-2-I'mapokcu-3-MeToKcH-5-(2-(TUpUarH-4-1T)BUHII ) OCH3aIbACTH ] (COeTUHEHUE 58)

OH
MeO CHO

=

Coenunenne 56 moiyvanan B o0IIeM, Kak ONMUCAHO B cXxeMe 3a. B cTekIsTHHOM 3amedaTaHHOM KOJIIAauKOM
¢maxone oobpeMoM 30 mir 5-OpoM-2-ruapokcu-3-metokcubenzanpaerus (231 mr, 1,0 MMoIIb), 4-BUHWINHPHINH
(105 wmr, 1,0 mmous), 1,3-6uc-(mudenundocduno)nponan (dppp) (82 mr, 0,2 mmoms) u K,CO; (414 wr,
3,0 mmonb) cycnenaupoBaiu B IM®A-H,0 (3:1) (10 mi). 3arem B peakupionHsiii uiakon podasnsun Pd(OAc),
(22 wr, 0,1 MMOIIB), 3aKpBIBATI T€PMETUUHBIM KOJIMAYKOM U Ipoaokany npu 95°C B TeueHue 5 4 Ha MeIIanke
C YAIIKOH, COZIepKaIIel METaJUINIECKHE TPaHyIbl. 3aTeM OXJIaXaJli 10 KOMHATHOW TeMIIEpaTypsl, pa30aBisain
BOJIOW M TIEPEHOCHIIN B Pa3[eNUTEIHFHYI0 BOPOHKY C IIOMOIMIBIO dTHIareraTta. Bomusnii cioit moakucmsimm 10%
JUMOHHOM KUCIIOTOH 10 pH ~5 M 3KCTparupoBaiu JOMOTHUTEIBHEIM dTHIANCTaTOM (2x50 Mi1). OOBEINHCHHBIH
OPTaHUIECKHUII CIION MPOMBIBAIIN COJIEBBIM PAaCTBOPOM, CYIIMIN Haf Cynb(aToM HaTpus M Beinapusaid. [lomy-
YEHHBIH HEOUNIECHHBIH MPOAYKT OYHINAIN ITOCPEICTBOM KOJOHOYHON XpoMaTorpaduu Ha cuiaukareie (rekcaH
yepes rekcaH-EtOAc (0-100%)) ¢ momy4eHrneM yKka3aHHOTO B 3aTOJIOBKE COCIMHEHHUS B BU/IE TBEPAOTO BEIIECTBA
KOpHU9HEBOTO 11BeTa (58 Mr, BEIX0x 23%).

'H SIMP (500 MTI', xopodopm-d) & 11,18 (c, 1H), 9,97 (c, 1H), 8,59 (n, J=5,1 T'u, 2H), 7,38-7,35 (M,
2H), 7,34 (n, J=1,9 I'u, 1H), 7,31 (7, J=1,9 I'n, 1H), 7,25 (&, J=16,3 T'u, 1H), 6,93 (1, J=16,3 I'n, 1H), 4,00

=
X,
N

(c, 3H);
XKX-MC m/z [M+H]" paccu. ans C;sH,3NOs, 256; Haiineno, 256.
ITpumep 26. (E)-2-I'mnpoxcu-3-meTokcu-5-(2-(6-Me THIIHPHUINH- 3 -1J1) BUHIIT ) 0EH3aJIb ACT H T
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(coenunreHue 59)
OH

MeO. CHO

=z
~
N
Me
YkazaHHOE B 3aroJIoBKe COSIMHEHUE TOydan 3 S-0poM-2-THIPOKCH-3-MeToKcnOeH3anpaeruaa (231 mr,
1,0 MMoutb) u 2-meTmin-S-uaunnupuauHa (119 mr, 1,0 MMoIb), Kak orrcaHo B mpuMepe 25, ¢ MOyIeHHeM yKa-
3aHHOTO B 3ar0JIOBKE COETMHEHHS B BUJI€ TBEPAOTo BerlecTBa xentoro nseta (100 mr, Beixon 37%).
'"H SIMP (500 MT't, xtopocpopm-d) & 11,12 (c, 1H), 9,95 (c, 1H), 8,60 (x, J=2,4 T'n, 1H), 7,73 (ax, J=8,1,
2,3 Tu, 1H), 7,29 (c, 2H), 7,17 (1, J=8,1 I'u, 1H), 7,06 (1, J=16,4 'y, 1H), 6,96 (1, J=16,4 T'u, 1H), 4,00 (c, 3H),
2,58 (¢, 3H);
XKX-MC m/z [M+H]" paccu. ans C;¢H;sNOs, 270; naiineno, 270.
[Mpumep 27. tper-bytun (E)-4-(3-popmun-4-ruapokcu-5-MeTOKCUCTHPHI ) TUIIEpUANH- | -kapOokcunar (co-

enuHenue 60)
OH

MeO. CHO

N
Boc

YkazaHHOE B 3aroJIoBKe COSIMHEHUE TOydan 3 S-0poM-2-THIPOKCH-3-MeToKcnOeH3anpaeruaa (231 mr,
1,0 MmMoutp) U TpeT-OyTrin 4-BHHHITUNEPUINH- 1 -KkapOokcuiara (211 mr, 1,0 MMOITB), Kak ONHCAHO B IIPUMEPE
23, ¢ OJIyYeHNEM YKa3aHHOTO B 3ar0JIOBKE COSAMHEHHS B BUC TBEPJOTO BEIIECTBA JKEITOTO 1BeTa (58 MT, BBI-
xo1 16%).

'H SIMP (500 MTI'n, xmopodopm-d) & 11,01 (¢, 1H), 10,11-9,77 (m, 1H), 7,16-7,05 (m, 2H), 6,34 (ux,
J=15,9, 1,3 T'u, 1H), 6,06 (an, J=16,0, 6,9 I'n, 1H), 3,94 (c, 3H), 2,77 (un, J=12,9 T'u, 3H), 2,29 (M, 1H), 1,76 (7,
J=13,0 T'y, 2H), 1,59 (xn, J=8,8 I'u, 1H), 1,47 (c, 9H), 1,39 (M, 2H);

XKX-MC m/z [M+H]" paccu. ans C,0H,,NOs, 362; Haiineno, 362.

Ipumep 28. (E)-3-D1op-2-ruapokcu-5-(2-(mupuauH-2-min)BUHII)OeH3anbaeru (coequaenue 61)

OH
F CHO

p
Z "N
x
VYka3aHHOE B 3aroJIOBKE COEAMHEHHWE MOJydann u3 S5-0pom-3-drop-2-ruapokcubensanbaeruaa (219 wr,
1,0 mmons) u 2-ununnupuauna (105 mr, 1,0 MMonb), Kak OMUCAaHO B IpUMepe 25, ¢ MOIy4eHUEM YKa3aHHOTO B
3arojIOBKE COEJMHEHUS B BUJIE TBEPAOrO BellecTBa >kenToro useta (70 mr, Berxox 29%).
'H SIMP (500 MT'u1, xnopodopm-d) & 10,97 (c, 1H), 9,96 (1, J=1,8 T'n, 1H), 8,61 (an, J=4.8, 1,7 T'u, 1H),
7,68 (tn, J=7,7, 1,9 T'u, 1H), 7,62-,55 (M, 2H), 7,55-7,50 (m, 1H), 7,35 (n, J=7,8 T'u, 1H), 7,23-7,14 (m, 1H), 7,06
(m, J=15,9 T'u, 1H);
XKX-MC m/z [M+H]" paccu. mas C,H;(FNO,, 244; naiineno, 244.
IIpumep 29. (E)-3-Drop-2-ruapokcu-5-(2-(6-MeTHIIMAPUINH-3 -1 )BUHIN ) OeH3ambAeru/ (coeanHeHue 62)
OH

F. CHO

=
@
N
Me
VYka3aHHOE B 3aroJIOBKE COEAMHEHHWE MOJydann u3 S5-0pom-3-drop-2-ruapokcubensanbaeruaa (219 wr,
1,0 Mmo31p) 1 2-MeTmi-5-BunmnnupuanHa (119 mr, 1,0 MMoib), Kak onrcaHo B mpuMepe 25, ¢ MoJy4eHHeM yKa-
3aHHOTO B 3arojIOBKE COCIMHEHMS B BH/E TBEPJOro BEIlecTBa kenToro nsera (38 mr, BeIxon 15%) u ero mur-
patHoii conu (58 mr).
'H SIMP (500 MT', xopodopm-d) & 9,97 (n, I=1,8 T'u, 1H), 8,85-8,49 (m, 1H), 7,78 (am, J=8,1, 2,2 T,
2H), 7,56 (an, J=11,5, 2,1 Tu, 1H), 7,49 (c, 1H), 7,22 (n, J=8,0 I'n, 1H), 7,05 (n, J=16,4 I'u, 1H), 6,97 (x,
J=16,4I'n, 1H), 2,61 (c, 3H);
XKX-MC m/z [M+H]" paccu. dms C;sH;,FNO,, 258; HaiineHo, 258.
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IMpumep 30. (E)-3-Prop-2-runpoxcu-5-(2-(mupuanH-4-min) BUHII)OeH3aIbIeTH A (coequHeHne 63)
OH

F. CHO

=

7\

N
VYkazaHHOe B 3aroJioBKe COEIWHEHHWE Modydanmu u3 S-6pom-3-drop-2-ruapoxcubenzanpaeruaa (219 wr,
1,0 mmoutp) u 4-Bunnnmupuauaa (105 mr, 1,0 MMOJTB), Kak OmUcaHo B mpuMepe 25, ¢ TOJIyIeHHEM YKa3aHHOTO B
3aroJIOBKE COCIMHEHUS B BHJIE TBEPIOTO BEIIECTBA PO30BOTO IBeTa (22 MT, BBIX0A 9%).
XKX-MC m/z [M+H]" paccu. mas C,H;(FNO,, 244; Haiinero, 244.
I[Mpumep 31. tper-Bytun (E)-4-(3-pTop-5-GpopMuin-4-ruapoKcuCTHPUI ) TUTIEPUANH- | -kapOokcumaT (co-

enuHeHue 64)
OH

CHO

m

N
Boc
VYkazaHHOe B 3aroJioBKe COEIWHEHHWE Modydanmu u3 S-6pom-3-drop-2-ruapoxcnbenzanpaeruaa (219 wr,
1,0 MmMoutp) U TpeT-OyTrn 4-BHHHITUNEPUINH- 1 -KapOokcuara (211 mr, 1,0 MMOITB), Kak ONMCAHO B IIPUMEPE
25, ¢ oJTyd4eHNEM YKa3aHHOTO B 3ar0JIOBKE COSAMHEHHS B BUC TBEPJOTO BEIIECTBA JKEITOTO 1BeTa (48 MT, BBI-
xon 14%).
'H SIMP (500 MT'1, xnopodopm-d) & 10,88 (1, J=13,6 T, 1H), 9,92 (nx, J=12.,6, 1,9 ', 1H), 7,42-7,31
(M, 1H), 7,29 (T, J=1,4 I'u, 1H), 6,30 (z, J=15,9 I'n, 1H), 6,07 (ox, J=15,9, 6,8 I'u, 1H), 4,39-4,01 (M, 2H), 2,78
(1,J=12,6 I'y, 2H), 2,29 (x1, J=7,3, 3,5 ', 1H), 1,75 (an, J=13.,4, 3,7 I'y, 2H), 1,47 (n, J=4,4 I'n, 10H), 1,38 (xx,
J=12,5,4,2 Ty, 2H);
XKX-MC m/z [M+H]" paccu. ans C;oH,4FNO,, 350; Haiineno, 350.

[pumep 32. (E)-2-I'mapokcu-3-MeTokcH-5-(2-(HadTaauH-2-11)BUHIT )OCH3aIbACTH I (COeTUHEHUE 65)
OH

MeO. l CHO

=

YkazaHHOE B 3aroJIoBKe COSIMHEHUE TOydan 3 S-0poM-2-THIPOKCH-3-MeToKcnOeH3anpaeruaa (231 mr,
1,0 Mmomnp) u 2-BuHmiHadTanuHa (154 mr, 1,0 MMOITB), KaK OTIICAHO B pUMeEpE 25, ¢ TIOMydeHUEM YKa3aHHOTO
B 3aroJIOBKE COCIMHEHUS B BUE TBEPAOTO BEIIeCTBA JKeNATOro 1BeTa (54 mr, Beixon 18%).

'H SIMP (500 MI'n, xmopodopm-d) & 11,12 (c, 1H), 9,97 (c, 1H), 7,90-7,79 (m, 4H), 7,73 (an, J=8,6,
1,8 T'u, 1H), 7,54-7,42 (M, 2H), 7,39-7,31 (M, 2H), 7,19 (c, 2H), 4,02 (c, 3H);

XKX-MC m/z [M+H]" paccu. ans Cy0H,405, 305; Haiineno, 305.

[Ipumep 33. (E)-2-T'unpokcu-3-merokcu-5-(3-okco-3-penmnmpor- 1 -eH- 1 -uir)0eH3anp aeru

(coenunaeHue 66)
OH

MeO l CHO

=

e

Yka3aHHOE B 3aroj0BKE COCIUHEHHE TIOJTydali U3 5-0poM-2-ruapoKcu-3-MeTokcuOeH3anpaeruaa (231 mr,
1,0 mmouts) u 1-penmnmnpon-2-eH-1-ona (132 mr, 1,0 MMOIIB), Kak OMKMCaHO B IpUMepe 25, ¢ MOTyYeHHUEM YKa-
3aHHOTO B 3aroJIOBKE COCTMHEHUS B BUE TBEPAOTO BEIIECTBA JKENTOTO IBeTa (68 Mr, BBIX0 24%).

'H SIMP (499 MTI'u, xnopodopm-d) & 11,35 (c, 1H), 9,98 (¢, 1H), 8,15-7,95 (m, 2H), 7,77 (1, J=15,6 T,
1H), 7,64-7,58 (m, 1H), 7,56-7,46 (M, 3H), 7,44 (n, J=15,5 I'n, 1H), 7,37 (&, J=1,8 I'y, 1H), 4,01 (c, 3H);

XKX-MC m/z [M+H]" paccu. mas C,;H,40,, 283; Haiineno, 283.

[Tpumep 34, (E)-2-T'unpoxcu-5-(4-ruapokcu-3-MEeTOKCUCTHPHIT ) -3 -METOKCUOCH3ATb IETH /T
(coenunenwue 67)
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OH

MeO. l CHO

=

l OMe

OH

YkazaHHOE B 3aroJIoBKe COSMHEHUE TOydan 3 S-0poM-2-THIPOKCH-3-MeToKcnOeH3anpaeruaa (231 mr,
1,0 MMoutb) 1 2-MeTokcu-4-Bunmndenona (150 mr, 1,0 MMoIIb), Kak OTIMCAHO B IpUMeEpe 25, ¢ MOTyICHHEM YKa-
3aHHOTO B 3aroJIOBKE COCTMHEHUS B BUE TBEPAOTO BENIeCTBA JKENTOTOo IBeTa (62 Mr, BeIxo 21%).

'H SIMP (499 M1y, xnopodopm-d) & 11,06 (¢, 1H), 9,94 (¢, 1H), 7,27 (m, 2H), 7,05-7,00 (m, 2H), 6,95 (x,
J=16,3 ', 1H), 6,93 (c, 1H), 6,90 (n, J=16,2 'y, 1H), 5,67 (c, 1H), 3,99 (¢, 3H), 3,96 (c, 3H);

XKX-MC m/z [M+H]" paccu. mas C,;H;40s, 301; Haitneno, 301.

IIpumep 35. (E)-2-T'mapoxcu-3-metokcu-5-(3-MmopdonuHo-3-okconpon- 1 -eH-1-un)deH3anpaerun (coenn-
HeHue 68)

OH
MeO. CHO
=
(o] N
L_o

YkazaHHOE B 3aroJIoBKe COSIMHEHUE TOydan 3 S-0poM-2-THIPOKCH-3-MeToKcnOeH3anpaeruaa (231 mr,
1,0 mmons) u 1-mopdommuonpon-2-en-1-ona (142 mr, 1,0 MMOITB), KaK OMUCAHO B mpUMepe 25, ¢ MOTyIeHUEM
YKa3aHHOTO B 3aroJIOBKE COCTMHCHHUS B BUJIC TBEPAOTO BElIeCTBa KOpUIHEBOro 1BeTa (165 Mr, BRIXOA 21%).

'H SIMP (499 MI'n, xmopodopm-d) & 11,22 (¢, 1H), 9,95 (¢, 1H), 7,66 (z, J=15,3 Ty, 1H), 7,36 (x,
J=1,8T'u, 1H), 7,23 (n, J=2,0 T'u, 1H), 6,75 (1, J=15,4 I'u, 1H), 3,97 (c, 3H), 3,74 (nx, J=4,0, 2,1 T'y, 8H);

KX-MC m/z [M+H]" paccu. s CsH7;NOs, 292; naiineno, 292.

ITpumep 36. (E)-5-(2-([1,1'-6ncpernn]-4-1n)BUHII)-2-THIPOKCH-3-METOKCUOCH3aIIbIETH 1T

(coenunreHue 69)
OH
MeO O CHO
=

YkazaHHOE B 3aroJIoBKe COSIMHEHUE TOydan U3 S-0poM-2-THIPOKCH-3-MeToKcnOeH3anpaeruaa (231 mr,
1,0 mMoub) u 4-BuamI-1,1'-6udennna (180 mr, 1,0 MMoITB), Kak OMMUCaHO B IpuMepe 25, ¢ MOJIydeHnEM YKa3aH-
HOTO B 3aTOJIOBKE COCIMHEHHS B BHJ/IE TBEPAOTO BEIIECTBA JKENTOro 1Beta (62 mr, BeIxox 19%).

'H SIMP (499 MTI'n, xnopodopm-d) & 11,11 (¢, 1H), 9,97 (¢, 1H), 7,63 (mn, J=8,0, 2,3 T, 4H), 7,58 (x,
J=8,3 I'u, 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 (n, J=16,4 I'y, 1H), 7,05
(z, J=16,2 'y, 1H), 4,01 (c, 3H);

XKX-MC m/z [M+H]" paccu. mas Co,H; 505, 331; Haitneno, 331.

IMpumep 37. (E)-5-(2-([1,1'-budennn]-4-nx)Bunnn)-3-dprop-2-ruapokcudenzanbaerus (coeaunenune 70)

OH

)
g

VYka3aHHOE B 3ar0JIOBKE COEAMHEHHUE MOTydan U3 5-0poM-3-rop-2-ruapokcudensanpaeruna (219 mr, 1,0
MMoOJIb) 1 4-BuHWI-1,1'"-0udennna (180 mr, 1,0 MMOIIB), KaK ONMUCAHO B puMepe 25, ¢ MOTyUYeHHEM YKa3aHHOTO
B 3aTOJIOBKE COCIMHEHHUS B BUJIC TBEPJIOTO BEIIECTBA IPsi3HO-0eoro 1BeTa (18 Mr, Bexon 6%).

'"H SIMP (499 MT'n, xopodopm-d) & 10,95 (c, 1H), 9,97 (1, J=1,8 I'n, 1H), 7,63 (x, J=8,1 T'y, 4H), 7,60-
7,55 (m, 3H), 7,50-7,48 (M, 1H), 7,46 (T, J=7,7 I'u, 2H), 7,36 (T, J=7,4 I'u, 1H), 7,06 (c, 2H);

XKX-MC wm/z [M+H]" paccu. ans Cy H,sFO,, 319; naiineno, 319.

Mpumep 38. 5-(2-(2,3-Auruapobdenzo[b][1,4]muoKkCcHH-6-1T)BUHWUI)-2-THAPOKCH-3-METOKCHOCH3AIbICTU T
(coemunenwue 71)
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OH

(o]
Oran 1. Cunre3 6-BuHmWI-2,3-muruapoden3o[b][ 1,4]mmoxcuna
=
é\o
0

[TpomexxyTouHOe coeMHEeHHe 6-BUHUI-2,3-auruapooen3o[b][1,4]aMokcuH ObLIO MONYYEHO B 00IIEM, KaK
omHcaHo B cxeme 4. B kpyriogonHyto koi0y oobemoM 250 mit, CHaOKEeHHYIO KalleJhHOW BOPOHKOH, B aTMoc(he-
pe aprona no6asisun metunTpudenundoconus 6pomun (7,14 T, 20 MMOIIB), CyCTICHIUPOBAHHBIA B TETPArU/-
podypane (40 mu), mpu 0°C Ha neastHON OaHe. 3aTeM K PEaKIMOHHON cMecH T00aBisui pactBop n-BuLi (2,0 M
pactBop B TT'®), ucTionb3ys MIMPHIL, U MPOIOJDKAIH TIEpEMEIINBAHIE B TEUCHHE JOMOJHUTEIBHBIX 15 MuH. 3a-
TEeM 10 KarsM jgobaBnsum 2,3-gurunpobenso[b][1,4]mnokcun-6-kapoansaerun (1,64 r, 10 mmons) B 10 M
TI'®, ucnonb3ys KanelbHYI0 BOPOHKY. Peakiuio mpogoixkaiy B TeUeHUE § 4, 3aTeM K PEaklMOHHON CMecH J0-
6asisu HackimeHHabr BoaH. NH,Cl npu 0°C u axctparuposanu B EtOAc (2x75 mur). O0beIMHEHHBI OpTaHU-
YECKHI CJIOH MPOMBIBAIH COJICBBIM PACTBOPOM, CYIIFIIN Hal CyTb(haToM HATpUSA ¥ BhIMapuBaiu. [1omydeHHBIH
HCOYHINCHHBIA MPOAYKT OYHIIANM MTOCPEICTBOM KOJIIOHOYHOW XpoMaTtorpaduu Ha CHIHKarene (TeKkcaH depes
rekcan-EtOAc (0-100%)) ¢ moiay4eHHEeM yKa3aHHOTO B 3arojIOBKE COCIMHCHHS B BUAC OCCIIBETHOTO Macia
(1,32 1, Berxox 81%).

XKX-MC m/z [M+H]" paccu. mas C,oH;00,, 163; Haiineno, 163.

Oran 2. YKa3aHHOE B 3aroJIOBKE COSAMHEHUE TONYYIN U3 5S-OpOM-2-THAPOKCHU-3-METOKCHOEH3aIbACTHIA
(231 wr, 1,0 MMOJTB) ¥ TIOTYYEHHOTO BhINIE 6-BHHUI-2,3-muruapooenso[b][1,4]aunokcnna (162 mr, 1,0 MMoIb),
KaK OMNMCaHO B MpHUMepe 25, ¢ MOIy4eHHEeM YKa3aHHOTO B 3arojIOBKE COCTUHEHHS B BHIC TBEPIOTO BEHIECTBA
sxkenroro 1Bera (71 mr, Beixon 23%).

'H SIMP (499 MTIu, xnopodopm-d) & 11,07 (c, 1H), 9,94 (c, 1H), 7,26-7,22 (m, 2H), 7,03 (1, J=2,1 T,
1H), 6,99 (an, J=8,3, 2,1 I'u, 1H), 6,89 (c, 2H), 6,86 (1, J=8,3 I'y, 1H), 4,28 (c, 4H), 3,98 (c, 3H);

XKX-MC m/z [M+H]" paccu. ans CisH40s, 313; Haiineno, 313.

pumep 39. (E)-5-(2-(2,3-Aurunpodenso[b][1,4]nuokcruH-6-1i)BUHIII)-3-PTOP-2-THAPOKCHOCH3AIBICTU/T
(coenunenue 72)

VYka3aHHOE B 3aroJIOBKE COEAMHEHHWE MOJydann u3 S5-0pom-3-drop-2-ruapokcubensanbaeruaa (219 wr,
1,0 mmob) 1 6-BuHMI-2,3-quruapooen3o[b][1,4]anokcuna (162 mr, 1,0 MMOIB), Kak OMMCAHO B puMmepe 25, ¢
MOJYYCHUEM YKa3aHHOTO B 3aroJIOBKE COCIMHCHHUS B BUJC TBEPIOTO BEIIECTBA JKEITOTO IBeTa (62 M, BBIXO.
21%).

'H IMP (499 MTI'n, xnopodopm-d) & 10,91 (c, 1H), 9,95 (x, J=1,9 I'n, 1H), 7,51 (am, J=11,8, 2,1 T'u, 1H),
7,42 (1, J=1,4 I'y, 1H), 7,02 (#, J=2,2 I'u, 1H), 6,98 (axn, J=8,3, 2,1 I'n, 1H), 6,90 (x, J=16,3 I'u, 1H), 6,86 (x,
J=6,5Tu, 1H), 6,84 (n, J=14,3 T'u, 1H), 4,28 (c, 4H);

XKX-MC m/z [M+H]" paccu. mas C,;H5FO,, 301; HadineHo, 301.

[Ipumep 40. (E)-2-I'mapokcu-3-mMeTokcu-5-(4-mophomrHocTHp)0eH3ambaeTu I (coenuaenue 73)

OH

MeO. l CHO

Oran 1. Cuntes 4-(4-sunungennn)MopdorHa
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:
N
()

YkazaHHOE B 3aroJIOBKE€ COEIWHEHHE Moydalnu u3 4-mopdonuHobOen3ampaeruaa (1,912 r, 10 mmomns) u
Metmitpudpenmidochonns 6pomuna (7,14 r, 20 MMOIIB), HCIIONB3YS aHATOTHYHYIO TIPOIIEYPY, YIIOMHHAEMYIO
B aTane 1 mpumepa 38, ¢ morydeHreM poIyKTa B BUAE TBEpAOro BemecTsa 6enoro mserta (1,32 r, Berxoxn 70%).

XKX-MC m/z [M+H]" paccu. o C,,H;sNO, 190; maitneno, 190.

Oran 2. YKa3aHHOE B 3aroJIOBKE COSAMHEHUE TONYYIN U3 5S-OpOM-2-THAPOKCHU-3-METOKCHOEH3aIbACTHIA
(231 wr, 1,0 mmons) u 4-(4-suamindennn)mopdonrHa (189 mr, 1,0 MMoIh), Kak omrcaHo B ipuMepe 25, ¢ ToIy-
YEeHUEM YKa3aHHOTO B 3aroJIOBKE COCIUHEHMs B BUJI€ TBEPAOI0O BELIECTBA KENTOTo 1BeTa (92 Mmr, BeIxo 27%).

'H SIMP (500 MT'n, xmopodopm-d) & 11,05 (c, 1H), 9,94 (¢, 1H), 7,49-7,40 (m, 2H), 7,28-7,21 (m, 2H),
6,96 (n, J=16,3 I'n, 1H), 6,93-6,86 (M, 3H), 3,98 (c, 3H), 3,92-3,73 (M, 4H), 3,32-3,06 (M, 4H);

XKX-MC m/z [M+H]" paccu. ans C,0H, NO,, 340; naitneno, 340.

[Mpumep 41. (Z)-2-I'mapokcu-3-merokcu-5-(4-mopdonuHocTrpmn)oeH3anpaeru (coeanHenue 74)
OH

o MeO. CHO
~
=

CmMechb 5-0poM-2-ruapokcu-3-mMeTokcuoensansaeruaa (693 mr, 3,0 mmons), 4-(4-sunmidenun)MopdonnHa
(567 wr, 3,0 mmonb), 1,3-6uc-(mudpenmidochuno)npomana (dppp) (247 mr, 0,6 mmons), mopomka K,COs
(1,24 1, 9,0 mMoitb) U anetara nayutanus (67 mr, 0,3 mmoins) B JIM®A-Boze (3:1) (12 mi) HarpeBaiu B TeUCHUE
Houw mipu 85°C. CMech OXJIaXaau 10 KOMHATHOW TEMIIEPATyphl, pa30aBisui Bojon (50 M) U dKCTparupoBaiu
stmnaneraToM (3x50 mir). Oprannueckye SKCTPaKThl 00BEIUHSIIN, TIPOMBIBAIIN COJIEBBIM PacTBOpoM (2x50 mi),
Cymuiau Hajx 0e3BOAHBIM Cynb(aToM HATpHUA M KOHLIEHTpUpoBaIH. OCTaTOK OYHINANHA KOJOHOYHON XpOMAaTo-
rpadueii Ha cunmkarene (metpoeitapiid a¢up/strnanerat = 100:1-10:1) ¢ moaydeHreM ykazaHHOTO B 3ar0JIOBKE
MPOAYKTa B BUAE TBEPIOTO BEIIECTBA KeNTOro IBeTa (27 Mr, Brxon 3%).

'H SIMP (CDCls, 400 MTI'my) & 11,16 (¢, 1H), 9,87 (c, 1H), 7,29 (¢, 2H), 7,12-7,15 (m, 2H), 6,95 (M, 2H),
5,40 (c, 1H), 5,31 (c, 1H), 3,90 (M, 7H), 3,23 (M, 4H);

XKX-MC m/z [M+H]" paccu. ans C,0H, NOy, 340; naiineno, 340.

[Tpumep 42. (E)-3-®rop-2-runpoxcu-5-(4-MopHoIMHOCTHPIIT)OeH3aIbACTH I (COeAMHEHUE 75)

VYka3aHHOE B 3ar0JIOBKE COEAMHEHHUE MOTydaIn U3 5-0poM-3-hrop-2-ruapokcudensanpaeruna (219 mr, 1,0
MMoIb) U 4-(4-BuHnnpennia)mopdonmna (189 mr, 1,0 MMoIb), Kak onmucaHo B mpuMmepe 25, ¢ MOIyYeHneM yKa-
3aHHOTO B 3aroJIOBKE COCTMHEHUS B BUE TBEPAOTO BENIeCTBA JKENTOTo IBeTa (63 Mr, BeIxo 19%).

'H SIMP (500 MI'1t, xopodopm-d) & 10,89 (c, 1H), 9,95 (1, J=1,9 ', 1H), 7,52 (nx, I=11,9, 2,1 I'y, 1H),
7,45 - 7,39 (M, 3H), 6,95 (1, J=16,3 T'u, 1H), 6,91 (1, J=8,4 I'y, 2H), 6,86 (1, J=16,2 I'y, 1H), 3,96 - 3,74 (M, 4H),
3,21 (mn, J=5,7, 3,9 I'n, 4H);

XKX-MC m/z [M+H]" paccu. mas C,oH sFNOs, 328; Haiinero, 328.

[Ipumep 43. (Z)-3-®top-2-ruapokcu-5-(4-mopdommHOCTHPHI )0eH3aIbAeTH A (CoennHeHue 76)

o F. CHO
o O
O

CmMmech 5-0pom-3-rop-2-ruapokcubensanpaeruna (1,73 r, 7,95 mmons), 4-(4-sunmidenun)mopdonnHa
(500 mr, 2,65 mmons), 1,3-6uc-(mudenundocduno)nponana (dppp) (218 mr, 0,53 mmons), nopomka K,CO;
(1,1 r, 7,95 mmonb) u anetara namiaaus (59 mr, 0,27 mmois) B IM®A-Boze (10 mut:3 mi) HarpeBaid B TCUCHHE
Hour npu 90°C. Cwmech oxnaxnamu no KT, pas6asmsum Bomo# (100 Mi1) M SKCTparupoBany 3THIIALIETATOM
(3x100 mur). Oprannveckre SKCTPAKTHl 00bEIUHSIN, TIPOMBIBAIIA COJIEBBIM PacTBOPOM (2x50 MIT), CYIIFIIN HAT
0€3BO/IHBIM CyJIb(aTOM HATpHs M KOHIEHTpUpoBaIH. OCTaTOK OYMINAIN KOJIOHOYHOH XpoMaTorpadueil Ha cu-
nukarese (nerposieitasrii a¢up/stunanerar = 100:1-30:1) n npenaparuBaoit BOXKX ¢ monydeHnem yka3aHHOTO
B 3aroJIOBKE MPOAYKTA B BHJIE TBEPIOTO BEIIECTBA skenToro nsera (15 mr, Beixom 2%).
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'H SIMP (CDCls, 400 MTI'u) & 10,97 (c, 1H), 9,88 (c, 1H), 7,29-7,37 (m, 2H), 7,24 (m, 2H), 6,93 (v, 2H),
5,41 (c, 1H), 5,34 (c, 1H), 3,90 (M, 4H), 3,23 (M, 4H);
XKX-MC m/z [M+H]" paccu. ans C;oH,sFNOs, 328; Haiineno, 328.
[Mpumep 44. (E)-2-I'mapokcu-3-merokcn-5-(3-mopdonunoctupmn)oen3anpaeru (coeanHenue 77)
OH

Oran 1. Cunres 4-(3-puaIIGeHUIT)MOPPOTIHA

Z

N
(_o
VYka3aHHOE B 3arojoBKe COEJMHEHHE Mosrydanu u3 3-mopdonuHodensanpaeruaa (1,912 r, 10 mmons) u
MeTunaTpudeHunpochonus opomuna (7,14 v, 20 MMOIIB), UCTIONB3Ys AHAIOTUYHYIO MPOLEAYPY, YIIOMHHACMYIO
B oTtare 1 npuMepa 38, ¢ noyueHneM npoaykra B Buje OecuBeTHoro Macna (1,26 r, Berxog 67%).
XKX-MC m/z [M+H]" paccu. ans C;,H,sNO, 190; maiineno, 190.
Oran 2. YKa3aHHOE B 3aT0JIOBKE COCIUHCHUE MOTyYalld U3 5-0poM-2-THAPOKCH-3-METOKCUOCH3AIbICTHAA
(231 wmr, 1,0 mmouts) u 4-(3-Bunmndenmwn)Mopdonuaa (189 mr, 1,0 MMOIB), Kak omucaHo B mpuMmepe 25, ¢ moiy-
YeHUEM YKa3aHHOTO B 3ar0JIOBKE COCTMHEHUS B BUIE TBEPAOTO BEIIECTBA KENTOTO 1BeTa (98 Mr, BeIX01 29%).
'H SIMP (500 MI'n, xnopodopm-d) & 11,09 (¢, 1H), 9,95 (¢, 1H), 7,32-7,23 (v, 3H), 7,09-7,02 (m, 3H),
6,98 (n, J=16,3 I'y, 1H), 6,86 (x, J=7,8 T'n, 1H), 3,99 (c, 3H), 3,89 (1, J=4,7 I'n;, 4H), 3,28-3,08 (M, 4H);
KX-MC m/z [M+H]" paccu. mis CyoHy NO,, 340; naiineno, 340.
[Ipumep 45. (E)-3-Drop-2-ruapokcu-5-(3-mopdonmmHOCTHpHIN )0eH3aIbAeTH A (coennHeHue 78)
OH

VYkazaHHOe B 3aroJioBKe COEIWHEHHWE Todydanmu u3 S-6pom-3-drop-2-ruapoxcubenzanpaeruaa (219 wr,
1,0 mmons) u 4-(3-Buanndenmn)mopdonmaa (189 mr, 1,0 MMoITb), Kak ONMMcaHO B MpUMepe 25, ¢ MOydeHuEM
YKa3aHHOTO B 3aroJIOBKE COCIMHEHHUS B BHJIE TBEPAOTO BEIIECTBA KENTOTO 1BeTa (56 Mr, BeIxox 17%).

'H SIMP (500 MI'1t, xtopodopm-d) & 10,94 (c, 1H), 9,96 (1, J=1,9 ', 1H), 7,55 (mx, J=11,7, 2,1 'y, 1H),
7,46 (1,J=1,5T'n, 1H), 7,29 (1, J=7,9 T'n, 1H), 7,05 (T, J=8,4 ', 2H), 6,99 (c, 2H), 6,88 (1, J=8,2 ', 1H), 4,08-
3,76 (m, 4H), 3,30-3,05 (m, 4H);

XKX-MC m/z [M+H]" paccu. ans C;oH,sFNOs, 328; naiineno, 328.

[pumep 46. (E)-2-T" I/IL[pOKCI/I-3-MGTOKCI/I—S-(3-(HI/I%pOJ'II/IL[I/IH—l-I/IJ'I)CTI/IpI/IJI)ﬁeH3aJ'ILL[eFI/IL[ (coenuuenue 79)

H

MeO. l CHO

=

Oran 1. Cuntes 1-(3-BUHUIGEHWIT)TUPPOIUINHA
7

O

N
O
VYka3aHHOE B 3arojloBKE COCOUHEHHE Iodydand wu3 3-(mupponunus-1-mm)denzanpaeruna (1,75 T,
10 mmounb) u MetwaTpudenundocdonns 6pomuna (7,14 r, 20 MMOIIB), UCTIONB3Ysl aHAJIOTHYHYIO MPOLEIYPY,
yInoMHHaeMyio B drtame | mpumepa 38, ¢ monydeHmeM NpoAyKTa B Buue OecriBeTHoro macia (1,25 T,
BBIXOH 72%).
XKX-MC m/z [M+H]" paccu. ams Ci,H 5N, 174; naiineno, 174.
Oran 2. YKa3aHHOE B 3aroJIOBKE COSAMHEHNE MOy U3 5S-OpOM-2-THAPOKCHU-3-METOKCHOEH3aIbACTHIA
(231 wmr, 1,0 mmoup) u 1-(3-BuaENGeHmT)IUppouauHa (173 mr, 1,0 MMoOITB), Kak onucaHo B puMepe 25, ¢ 1o-
Jy4eHHEM YKa3aHHOTO B 3arojIOBKE COCIOMHEHWS B BHJIC TBEPIOTrO BEIIECTBAa JKENTOTO IBeTa (62 wr,
BBIXOJT 29%).
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'H SIMP (500 MT'n, xmopodopm-d) & 11,08 (c, 1H), 9,94 (c, 1H), 7,33-7,27 (m, 2H), 7,23 (1, J=7,8 T,
1H), 7,04 (x, J=16,3 T'n, 1H), 6,99 (1, J=16,0 ['u, 1H), 6,84 (1, J=7,6 I'u, 1H), 6,67 (T, J=1,9 I'n, 1H), 6,52 (mx,
J=8,2,2,3 I'u, 1H), 4,00 (c, 3H), 3,41-3,20 (M, 4H), 2,09-1,90 (M, 4H);
KX-MC m/z [M+H]" paccu. s CyH, NO;, 324; naiineno, 324.
[Ipumep 47. (E)-3-Dtop-2-runpokcu-5-(3-(mupponuana- 1 -un)ctuprmn)oen3anbaeru (coequaenne 80)
OH

VYkazaHHOe B 3aroJioBKe COEIWHEHHWE Modydanmu u3 S5-6pom-3-drop-2-ruapoxcubenzanpaeruaa (219 wr,
1,0 mmoup) u 1-(3-Burungenwn)mupponuaunHa (173 mr, 1,0 MMOJIB), Kak OTIMCAHO B TIpUMepe 25, ¢ MOTyIeHuEM
YKa3aHHOTO B 3aroJIOBKE COCIMHCHUS B BUJIC TBEPAOTO BEIISCTBA )KENTOTO 1BeTa (48 mr, Berxoa 15%).

'H SIMP (500 MT'n, xopodopm-d) & 10,92 (c, 1H), 9,95 (1, J=1,9 T'n, 1H), 7,55 (mm, J=11,9, 2,1 T, 1H),
7,48-7,42 (M, 1H), 7,23 (T, J=7,8 T'ny, 1H), 6,99 (c, 2H), 6,83 (u, J=7,5 I'n, 1H), 6,65 (1, J=2,0 I'u, 1H), 6,53 (mx,
J=8,2,2,4 T'u, 1H), 3,53-3,12 (M, 4H), 2,18-1,85 (M, 4H);

KX-MC m/z [M+H]" paccu. g CgH sFNO,, 312; naiineno, 312.

[Mpumep 48. (E)-2-I'mapokcu-3-merokcn-5-(4-(mupponmans- 1 -um)cTipiin)oeH3anbaeruy (coeanHenue 81)
OH

MeO O CHO
=
N
O

Oran 1. Cuntes 1-(4-BUHUIGEHWIT)TUPPOIUIUHA
“

Q

VYkazaHHOe B 3arojloBKE COCIWHEHHE TMonydaan u3 4-(mupponuaus-1-wn)oenzanpaeruma (1,75 1,
10 mmonp) u Metuntpudenmidochonus o6pomuaa (7,14 v, 20 MMOJIB), UCTIONB3YSl AHATIOTUIHYIO TPOIICAYPY,
onucaHHylo B aTane | npumepa 38, ¢ moxydeHneM npoaykTa B Buze o6ecrserHoro macia (1,38 r, Berxon 80%).

KX-MC m/z [M+H]" paccu. g C,H;sN, 174; naiineno, 174.

Oran 2. YKa3aHHOE B 3aT0JIOBKE COCIUHCHUE MOTyYalld U3 5-0poM-2-THAPOKCH-3-METOKCUOCH3AIbIeTHAA
(231 wmr, 1,0 mmodb) u 1-(4-puamndenmn)mupponuauaa (173 mr, 1,0 MMoJIB), Kak OMICaHO B IpuUMepe 25, ¢ mo-
Jy4YeHUEM YKa3aHHOI'O B 3arojIOBKE COEIMHEHUS B BHUAE TBEPAOro BEUIECTBAa KEITOro IBeTa (42 wr,
BbIXOT 13%).

'H SIMP (500 MTIw, xmopodopm-d) & 11,02 (¢, 1H), 9,93 (c, 1H), 7,46-7,30 (m, 2H), 7,27 (m, J=2,1 I'u,
1H), 7,23 (m, J=2,0 I'u, 1H), 6,95 (7, J=16,2 T'n, 1H), 6,83 (x, J=16,2 I'r, 1H), 6,64-6,48 (M, 2H), 3,98 (c, 3H),
3,38-3,23 (m, 4H), 2,12-1,88 (M, 4H);

XKX-MC m/z [M+H]" paccu. mas CooH, NOs, 324; Haitneno, 324.

IIpumep 49. (E)-3-Dtop-2-runpokcu-5-(4-(muppoauauH- 1 -1 )cTupn)0eH3anbaeru 1 (coequHenue 82)

OH

F. l CHO

=z

g

O

IIpumep 49a. Ilyts cunTesa (a).

VYkazaHHOe B 3aroJioBKe COeIWHEHHWE Moiydanmu u3 S5-6pom-3-drop-2-ruapoxcubenzanpaeruaa (219 wr,
1,0 mmoutp) u 1-(4-Buaundenwn)muppomanHa (173 mr, 1,0 MMOJIB), Kak OTIMCAHO B TIpUMepe 25, ¢ MOIyIeHuEM
YKa3aHHOTO B 3aroJIOBKE COCIMHEHHUS B BHIE TBEPAOTO BEIIECTBA PO30BATO-KeNTOro IBeta (38 mr, Beixon 12%).

'H SIMP (500 MI'1t, xopodopm-d) & 10,84 (c, 1H), 9,94 (1, J=1,9 ', 1H), 7,50 (mx, 1=12,0, 2,1 'y, 1H),
7,41-7,35 (M, 3H), 6,94 (n, J=16,2 I'u, 1H), 6,77 (7, J=16,2 I'y, 1H), 6,59-6,52 (M, 2H), 3,35-3,29 (M, 4H), 2,05-
2,00 (M, 4H);
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KX-MC m/z [M+H]" paccu. g CgH sFNO,, 312; naiineno, 312.

Ipumep 49b. [TyTs cunTe3a (b).

Cwmech 5-06pom-3-rop-2-ruapokcuden3anbaeruna (4,36 T, 20,0 MMoib), 1-(4-BUHMIGESHWIT)TUPPOTHINHA
(3,46 1, 20,0 Mmmomb), 1,3-6uc-(mudenundochuno)npomnana (dppp) (1,65 , 4,0 Mmmois), mopomka K,CO; (8,28 1,
60,0 MmmoIp) 1 aretata naymaaus (448 mr, 2,0 mmons) B IM®A-Bozae (50 mur:17 mir) HarpeBaJid B TEUSHUE HOUH
npu 90°C. Cmeck oxnaxnanu 1o KT, pazoasmsimu Bonoit (300 mit) n skcTparupoBanu stunaneraroM (3x200 mo).
OpraHn4ecKue SKCTPAKThI 0ObEAUHSIIN, IPOMBIBAIH COJICBBIM pacTBOpoM (2x100 mur), cymmmm Hax O€3BOTHBIM
cynp(aToM HATpUs W KOHIEHTpHpoBaimu. OCTaTOK OYHINAIH KOJOHOYHOW Xpomarorpadueil Ha CHIIHKareie
(nmerpomnetinbiii a¢up/strnanerat = 200:1-100:1) u npemapatusHoit BOXXX ¢ mosnydeHneM yka3aHHOTO B 3aro-
JIOBKE MIPOAYKTA B BHUIE TBEPJOTO BEIIecTBa xenToro 1eera (816 mr, Berxox 13%).

'H SIMP (CDCls, 400 MI'n) § 10,87 (c, 1H), 9,94 (c, 1H), 7,51 (n, J=12,0 T, 1H), 7,41 (v, 3H), 6,94 (x,
J=16,4 I'n, 1H), 6,80 (&, J=16,4 I', 1H), 6,68 (M, 2H), 3,37 (M, 4H), 2,06 (M, 4H);

XKX-MC m/z [M+H]" paccu. mas C,oH sFNO,, 312; Haiinero, 312.

[Mpumep 49c. Cunres (E)-3-¢rop-2-ruapokcu-5-(4-(muppoauaus- 1 -uim)cTupuia)0eH3aIbAernaa THAPOXIIO-

puaa (XJIOpUCTOBOIOPOIHAS COJIb COCAUHCHHS 82)
OH

F.
o
=

J

N_HCI

VYkazaHHOe B 3aroJIoBKe COEIWHEHHe TMoyydanu myTem o0pabotku (E)-2-rumpokcu-3-meTtokcu-5-(4-
(mupponuanH- 1 -un)ctupmn)oen3anpaeruna (623 mr, 2,0 mmoib) (u3 npumepa 49b Beime) 40. HCl auokcanom
(1,0 M) mocne pacTBOpeHUs B AuxXjopMmeTaHe (25 Mi1) mpyu KOMHATHOM TemrepaType. JKenTeiii pacTBop mpe-
BpaIllajiCsl B CBETJIO-PO30BBIN OCaI0K. PeakIIMOHHYIO0 cMeCh IIEpeMEIIMBAIIM B TEUCHUE JOMOIHUTEIBHBIX 5 MUH.,
3areM (UIBTPOBAIM U COOMPAIH 0CATOK C TOIyYSHNEM JKETaeMOT0O MPOIYKTa B BUJIE TBEPJIOTO BEIIECTBA CBET-
70-po3oBoro 1sera (Berxox 100%).

[Mpumep 50. (Z)-3-Drop-2-runporcu-5-(4-(mupposuans- 1 -um)cTHpi )oeH3anbaeru ] (coeanHenue 83)

HeounmenHnoe Bepxuee msitHo pu TCX (3 nmpumepa 49b BeIlie) coOupaiy v MOBTOPHO OYHMIIAIH TIpera-
paruBHOI TCX c mosrydeHHEM yKa3aHHOTO B 3aroJIOBKE NMPOIYKTa B BHAE TBEPIOTO BEIIECTBA JKEJITOTO IIBETa
(74 wr, BeIXOX 1%).

'H IMP (CDCls, 400 MTI') & 10,97 (c, 1H), 9,88 (c, 1H), 7,38 (M, 2H), 7,22 (m, 2H), 6,70 (ym, 2H), 5,37
(c, 1H), 5,26 (c, 1H), 3,38 (m, 4H), 2,07 (m, 4H);

KX-MC m/z [M+H]" paccu. g CoH sFNO,, 312; naiineno, 312.

[Mpumep 51. (Z)-2-I'mapokcu-3-merokcn-5-(4-(mupponuant- 1 -1 )cTHpii ) oeH3anbaeru ] (coeanHenue 84)

OH

MeO. CHO
=

Cmech  5-Opom-2-ruapokcu-3-metokcubenzampaeruga (1,44 1, 6,24 wmmons), 1-(4-BuHEIGEHWNT)-
nupposmauHa (900 mr, 5,20 mmous), 1,3-6uc-(mudennndocduno)npomnana (dppp) (429 mr, 1,04 mmons), mo-
pomka K,CO; (2,15 1, 15,6 mmonb) u anerara namianus (117 mr, 0,52 mmons) B IM®A-soze (3:1) (12 mm)
HarpeBanu B TeueHue Hour mpu 90°C. CMmech OXJaXIalu 0 KOMHATHOW TEMIIEPATyphl, pa30aBisLuTd BOJOH
(100 M) u skctparupoBany stuianeratoM (3x100 ). OpraHudeckre dKCTPAKThl 0OBEIUHSIIN, TIPOMBIBAIN
COJIEBBIM pacTBOpOM (2x50 mi), cymwim Haja O€3BOJHBIM CyIb(paToM HATPUS M KOHIEHTpHUpoBaind. OCTaTOK
OUMIIAIM KOJOHOYHOM Xpomarorpadueil Ha cwimkarene (merpoielHsiii 3¢up/stmnanerar = 200:1-150:1) u
npenapatuBHoit TCX ¢ moydeHreM yKa3aHHOTO B 3aroJIOBKE MPOAYKTa B BHAE TBEPIOTO BEHIECTBA KEITOTO
usera (25 mr, Beixon 1%).

'H SIMP (CDCls, 400 MI'my) & 11,16 (¢, 1H), 9,87 (c, 1H), 7,08-7,25 (M, 4H), 6,69 (m, 2H), 5,37 (c, 1H),
5,24 (c, 1H), 3,89 (c, 3H), 3,38 (M, 4H), 2,07 (M, 4H);

KX-MC m/z [M+H]" paccu. s CyoH, NO;, 324; naiineno, 324.
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[Mpumep 52. (E)-2-I'mapokcu-6-merokcn-4-(4-(mupponmant- 1 -uim)cTHpii ) oeH3anbaeru ] (coeanHenue 85)
CHO

MeO O OH
J
O

Oran 1. 4-Bpom-2-TuapokcH-6-MeTOKCUOCH3ITbIETH]T
CHO

MeO. OH

Br

PactBop 4-6pom-2,6-numetokcuben3anpaeruaa (10 r, 40,8 mmons) u oauna Hatpus (12,2 T, 81,6 MMoIb)
B MeCN/IIXM (50 mm, 1:1) oxnaxkmanm go 0°C. Memnenno no6asmsma AlCl; (10,8 T, 81,6 Mmonb). Peakimon-
HyI0 cMech nepememBany pu KT B Teuenne 5 4, u TCX mokazana, 9To peakius 3aBeprmiack. CMech BIMBa-
JM B HACBILI. XJIOPHJ aMMOHHMS U SKCTparupoBany stuianeratoM (3x100 mur). Opranndeckue 3KCTpakThl 00be-
JVHSUIM, TIPOMBIBAIN COJIEBBIM pacTBopoM (2x50 wmir), cymmiam Haj Oe3BOIHBIM Cynb(paToM HATpUs U
KOHIIeHTpUpoBanu. (OCTaTOK OYMINAIA KOJIOHOYHOM Xpomarorpadueid Ha cuimkarene (TmeTpoJieHHBIN
aup/srTrnanerar = 300:1-200:1) ¢ momydeHHEM >KeIaeMOro MPOAYKTa U €ro HOI3aMEelIeHHOTO COSAMHECHHUS
(6,3 1, BEIXOT 67%).

KX-MC m/z [M+H]" paccu. s CgH,BrO; u CgH,05, 232 u 278; naitneno, 232 u 278.

Oran 2. CMech MOIy4eHHOTr0 BbIe 4-0poM-2-ruapokcu-6-metokcnoensanpaerua (300 mr, 0,93 mmons),
1-(4-Buaundenum)muppomuanHa (254 wmr, 0,93  wmmons), Pdy(dba); (8 wmr, 0,009 mmomb),
1,3-6uc-(mudennndocpuno)nponana (dppp) (15,3 mr, 0,037 Mmmoib) B arokcaHe (8 MiT) IepeMeIINBalIM B TeUe-
Hue 10 mun mpu KT B 3amuTHOM atMocdepe a3ora. 3aTeM pobasisuin MypaBbrHyIo kucioty (0,08 mu). Peaknu-
OHHYIO cMech HarpeBaiu B TedeHne Houn npu 80°C B 3amuTHOM atMocdepe azora. Cmeck oxmaxaanu 10 KT,
paszbasmsim Bomoit (10 Mir) m akcTparupoBanu stiinaneratoM (3x10 mr). OpraHudecknue SKCTPAaKThl 00beIUHS-
JIY, TIPOMBIBAJIM COJIEBBIM pacTBOpoM (2x10 mur), cymmau Haj 6€3BOTHBIM CyIh(aTOM HATPHUS U KOHIIEHTPHPO-
Ban. OcTaTok OYMINAIM KOJOHOYHOM Xpomarorpadueil Ha cmiMkareie (IETpoJIeHHBIH 3¢up/sTHianerar =
100:1-10:1) ¢ momy4eHHeM yKa3aHHOTO B 3aroJIOBKE MPOIYKTa B BHJE TBEPIOTO BEIECTBA OPAH)KEBOTO I[BETA
(145 wr, Berxox 48%).

'H SIMP (CDCls, 400 MI'i) 8 12,07 (c, 1H), 10,26 (c, 1H), 7,53 (n, J=8,0 T'u, 2H), 7,19 (v, 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);

XKX-MC m/z [M+H]" paccu. mas CooH, NOs, 324; Haiineno, 324.

IIpumep 53. (E)-2-Dtop-6-runpokcn-4-(4-(muppoiauauH- 1 -1 )cTUpT)OeH3aIbIeTH T (CoequHeHue 86)
CHO

F. l OH
=z

J

O

Cwmech 4-0pom-2-pTop-6-ruapokcudenzanpaeruaa (200 mr, 0,91 mmons), 1-(4-BuHWIGESHWT)TUPPOTUINHA
(249 wr, 0,91 mMmois), Pd,(dba); (6 mr, 0,007 mmons), 1,3-6uc-(mudenmndochuno)npomnana (dppp) (10,7 wmr,
0,026 Mmmoip) B ariokcane (5 mur) nepememmBany B Tedenure 10 mun npu KT B 3ammurHO# atMocdepe azora. 3a-
TeM 100aBisT MypaBbuHyto kucioty (0,05 mur). PeaknmonHyio cMech HarpeBanu B TedueHue Houn npu 80°C B
3amuTHOM atMocdepe azora. CMech oxnaxknanu 10 KT, pa3zdasnsu Bomoit (10 Mir) U 9KCTparupoBaiy 3TUjIare-
tatoM (3x10 mi). Opranndeckye IKCTPAaKThl 00bEANHSITH, IPOMBIBAJIN COJIEBBIM pacTBOPOM (2x10 mir), cymmmnm
Haj 0€3BOJHBIM CyJb(aToM HATPUS W KOHICHTpUpoBaidu. OCTaTOK OYHIIAIN KOJOHOYHON XpoMarorpadueit Ha
cuimkaresne (nerponeinsiii agup/strnanerar = 100:1-10:1) ¢ moaydeHneM yka3aHHOTO B 3ar0JIOBKE NPOJIYKTa B
BHUJIE TBEPJOTO BElIECTBa KOpHYHEBOTO 1BeTa (77 Mr, BbIXox 38%).

'H SIMP (CDCls, 400 MI'm) 8 11,57 (c, 1H), 10,18 (c, 1H), 7,52 (z, J=8,0 ', 2H), 7,12-7,20 (m, 3H), 6,76-
6,90 (M, 3H), 3,53 (M, 4H), 2,20 (M, 4H);

KX-MC m/z [M+H]" paccu. g CoH sFNO,, 312; naiineno, 312.
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[pumep 54. (E)-2-I'mapokcu-3-MeTOKCH-5-(4-(2-METOKCUITOKCH ) CTUPIIT)OeH3abIeru (coequHeHue 87)
OH

MeO. l CHO

=

~o P
Orarn 1. 1-(2-MeTOKCHITOKCH )-4-BUHUIOSH30JT

\o/\/o

Yka3aHHOE B 3aroJIOBKE COeIMHEHHE MOTydain u3 4-(2-mMerokcudTokcn)oer3anpaeruaa (1,80 r, 10 Mmosb)
n metunTpupenundpochonus 6pomuna (7,14 v, 20 MMOIIB), UCTIONB3YST AHAJTIOTUIHYIO TIPOIEAYPY, YIIOMHHAC-
MyIo B aTare 1 mpumepa 38, ¢ momyueHneM npoaykTa B Buae oecieTHoro macna (0,93 r, Berxon 22%).

XKX-MC m/z [M+H]" paccu. mas C,H,40,, 179; Haitneno, 179.

Oran 2. YKa3aHHOE B 3aroJIOBKE COSAMHEHUE MOy U3 S-OpOM-2-THAPOKCHU-3-METOKCHOEH3aIbACTHIA
(231 wr, 1,0 mmons) 1 1-(2-MeTOKCHAITOKCH )-4-BuHIIOeH3011a (178 Mr, 1,0 MMOITB), KaK oTIMCaHO B TipuMepe 25,
C TIOJIyYCHHEM YKa3aHHOTO B 3aroJIOBKE COCTUHCHHUS B BHJE TBEPAOTO BEIIECTBA JKENATOro mBera (72 Mr,
BBIXOJT 22%).

'H SIMP (500 MT'n, xmopodopm-d) & 11,06 (c, 1H), 9,94 (¢, 1H), 7,46-7,40 (m, 2H), 7,29-7,23 (m, 2H),
6,96 (1, J=16,9 I'y, 2H), 6,93 (c, 2H), 4,15 (an, J=5,6, 3,8 'y, 2H), 3,98 (c, 3H), 3,84-3,68 (M, 2H), 3,46 (c, 3H);

XKX-MC m/z [M+H]" paccu. ans CioHyOs, 329; Haiineno, 329.

[Mpumep 55. (E)-3-®rop-2-ruapoxcu-5-(4-(2-MeTOKCHITOKCH )CTUPHIT)OeH3alIbAeru (coequHeHne 88)

H

VYkazaHHOe B 3aroJioBKe COEIWHEHHWE Todydanu u3 S5-6pom-3-drop-2-ruapoxcubenzanpaeruaa (219 wr,
1,0 Mmoip) 1 1-(2-MeTokcHdITOKCH )-4-BuHIITOeH301a (178 MT, 1,0 MMOITB), Kak OIMCaHO B TIpUMepe 25, ¢ TOoIy-
YeHUEM YKa3aHHOTO B 3aroJIOBKE COCTMHEHHS B BUIEC TBEPAOTO BEIIECTBA KENTOTO 1BeTa (68 Mr, BBIX0 22%).

'H SIMP (500 MT'1t, xtopodopm-d) & 10,90 (c, 1H), 9,95 (1, J=1,8 ', 1H), 7,52 (mx, J=11,8, 2,1 'y, 1H),
7,45-7,40 (m, 3H), 6,96 (1, J=14,0 'u, 1H), 6,93 (1, 2H), 6,87 (1, J=16,2 I'u, 1H), 4,23-4,07 (M, 2H), 3,81-3,69
(m, 2H), 3,47 (c, 3H);

XKX-MC m/z [M+H]" paccu. ms C,gH;,FO,, 317; HadineHo, 317.

[Mpumep 56. (E)-5-(4-(1H-IInpazon-1-mwr)ctupni)-2-rugpokcu-3-MeTokcuoeH3anbaeru ] (coeanHenue 89)

OH

MeO l CHO

=

N
Oran 1. 1-(4-Bunnndenun)-1H-nupazon
7

N
N
VYka3aHHOE B 3aroJloBKe coeinHenue noydanu u3 4-(1H-nupason-1-un)o6enzansaeruna (1,72 v, 10 Mmmous)
u Metmtpudenmipochonus opomuna (7,14 r, 20 MMOIIB), UCTIONB3YsS aHAIOTHYHYIO HPOLENYPY, YIIOMHUHAE-
Myio B dTarme | mpumepa 38, ¢ mosydeHHEM MPOIYKTa B BHIE TBEpAOTo BemecTBa Oeinoro msera (1,08 T,
BbIX01 63%).
XKX-MC m/z [M+H] paccu. o C,H;oN,, 171; maitneno, 171.
Oran 2. YKa3aHHOE B 3aroJIOBKE COSAMHEHUE TONYYIN U3 5-OpOM-2-THAPOKCHU-3-METOKCHOSH3aIbACTHIA
(231 mr, 1,0 mmons) u 1-(4-Buaungenwmn)-1H-mupazona (170 mr, 1,0 MMoJb), Kak omUcaHo B mpumepe 25, ¢
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MOJMYYCHUEM YKa3aHHOTO B 3arojOBKE COCIMHCHHSA B BHJE TBEPJOrO BemiecTBa xkentoro msera (108 wr,
BbIXOJT 34%).

'H SIMP (500 MT 1, xopodopm-d) & 11,11 (¢, 1H), 9,96 (¢, 1H), 7,95 (1, J=2,5 T, 1H), 7,74 (1, J=1,8 Ty,
1H), 7,73-7,69 (M, 2H), 7,62-7,55 (m, 2H), 7,30 (c, 2H), 7,07 (n, J=16,3 T'u, 1H), 7,02 (1, J=16,3 I'u, 1H), 6,49
(1, J=2,2 I'n, 1H), 4,00 (c, 3H);

XKX-MC m/z [M+H]" paccu. mas C,oH6N,Os, 321; Haitneno, 321.

IIpumep 57. (E)-5-(4-(1H-ITupazon-1-wmm)ctupnn)-3-prop-2-ruapokcuden3anbaerun (coequaerne 90)

OH

F. [ CHO

=

N7

VYkazaHHOe B 3aroJioBKe COEIWHEHHWE Moiydanmn u3 S5-6pom-3-drop-2-ruapoxcubenzanpaeruaa (219 wr,
1,0 mmoutp) u 1-(4-Bunmndenwn)- 1 H-mupazona (170 mr, 1,0 MMOITB), Kak omucaHo B mpuMepe 25, ¢ MoTydeHueM
YKa3aHHOTO B 3aroJIOBKE COCIMHEHHUS B BHIE TBEPAOTO BEIIECTBA )KENTOTO 1BeTa (78 MT, BeIXOA 25%).

'H SIMP (500 MT'ny, xopodopm-d) & 10,96 (c, 1H), 9,97 (1, J=1,8 ', 1H), 7,95 (1, J=2,5 ', 1H), 7,75 (x,
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 (¢, 2H), 6,49 (T, J=2,2 T'u, 1H);

XKX-MC m/z [M+H]" paccu. ans C;sH,5FN,0,, 309; naiineno, 309.

[pumep 58. (E)-2-I'mapokcu-3-MeTOKCH-5-(2-(XUHOTHMH-6-11)BUHILT)OeH3anbaeru (coeauuaeHue 91)

OH

Otan 1. 6-BuHUIXMHOIMH

Ny

VYka3aHHOE B 3aroJIOBKE COCIMHEHHE IOJIydald W3 XHHOJMH-O-kapOampieruga (1,57 r, 10 mMmons) u
metmitpudenmwipochonus 6pomuna (7,14 r, 20 MMOIIB), UCTIONB3YS AHAJIOTUYHYIO MPOLEAYPY, ONHCAHHYIO B
stamne 1 mpumepa 38, ¢ mosy4eHreM NMpoayKTa B BuAe OecriBeTHOH xuakoctd (1,28 1, Bexoa 82%).

XKX-MC m/z [M+H]" paccu. ans C;HoN, 156; naitneno, 156.

Oran 2. YKa3aHHOE B 3aroJIOBKE COSAMHEHNE MOy U3 5S-OpOM-2-THAPOKCHU-3-METOKCHOEH3aIbACTHIA
(231 wr, 1,0 MMoib) U 6-BuHMWIXHHOJMHA (155 Mr, 1,0 MMOITB), Kak OITUCAHO B MpUMeEpe 25, ¢ MOTyIeHUEM yKa-
3aHHOTO B 3ar0JIOBKE COCTMHEHUS B BUIE TBEPAOTO BEIIeCTBa KOPUIHEBOTO IBeTa (18 MT, BBIXO 6%).

'H SIMP (500 MIw, xmopodopm-d) & 11,14 (c, 1H), 9,98 (¢, 1H), 8,88 (mn, J=4,3, 1,7 I'u, 1H), 8,15 (mx,
J=20,9, 8,6 I'u, 2H), 7,97 (mn, J=8,9, 2,0 I'n, 1H), 7,84 (1, J=1,9 I'y, 1H), 7,43 (an, J=8,3, 4,3 T'u, 1H), 7,35 (x,
J=1,5Tu, 2H), 7,22 (&, J=16,3 T'u, 1H), 7,18 (1, J=16,3 ', 1H), 4,02 (c, 3H);

XKX-MC m/z [M+H]" paccu. mas C,oH;sNOs, 306; Haitneno, 306.

[Mpumep 59. (E)-3-®rop-2-runpoxcu-5-(2-(XMHOIMH-6-1T)BUHIIT)0eH3aIbAern (coenuaeHue 92)

VYka3aHHOE B 3aroJIOBKE COEAMHEHHWE MOJydann u3 S5-0pom-3-drop-2-ruapokcubensanbaeruaa (219 wr,
1,0 MMouib) u 6-BuHMIXKMHONIKHA (155 Mr, 1,0 MMOIIB), KaKk OMKCAHO B MpUMepe 25, ¢ MOJyYeHUEM yKa3aHHOTO B
3aroJIOBKE COeIMHEHUS B BUJIE TBEPIOrO BELIECTBA JKEATOro 1BeTa (52 mr, Beixos 18%).

'H sIMP (500 MI', xmopodopm-d) 6 10,99 (c, 1H), 9,99 (m, J=1,8 I'n, 1H), 8,90 (nm, J=4,3, 1,7 'y, 1H),
8,19 (nx, J=8,4, 1,6 I'y, 1H), 8,15 (&, J=8,8 I'n, 1H), 7,96 (an, J=8,9, 2,0 I'n, 1H), 7,84 (&, J=2,1 I'n, 1H), 7,61
(nm, J=11,6, 2,1 I'n, 1H), 7,56-7,49 (m, 1H), 7,45 (nn, J=8,3, 4,3 T'u, 1H), 7,18 (c, 2H);

XKX-MC m/z [M+H]" paccu. ms C,gH;,FNO,, 294; Haiinero, 294.
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IMpumep 60. tper-byrun (E)-6-(3-dpopmun-4-runpokcu-5-meTokcuctupmi)-3,4-auruapoxunonu- 1 (2H)-
kapOokcmiar (coeauneHue 93)

Oran 1. tper-bytnn 6-Bunni-3,4-nurnapoxuHonus-1(2H)-kapOokcunat
2

N
Boc”

VYkazaHHOE B 3aroJioBKe COCTUHEHHE TOIYJaId U3 TPeT-OyTmin 6-popmui-3,4-muruapoxunonut-1(2H)-
kapookcmnata (0,91 r, 3,5 Mmmoins) u Metuntpudenmwipochonus 6pomuna (2,5 v, 7 MMOJIb), UCIIONB3YsI aHAJIO-
TUYHYIO TIPOIeypy, ONMUCAHHYIO B 3Tane | mpuMepa 38, ¢ MOIyYeHHEM NPOAYKTa B BUJE TBEPAOIO BEIICCTBA
6emoro 1Beta (0,68 1, BEIXOX 75%).

XKX-MC m/z [M+H]" paccu. ms C,¢H, NO,, 260; Haiineso, 260.

Oran 2. YKa3aHHOE B 3aT0JIOBKE COCIUHCHUE MOTyYalld U3 5-0poM-2-THAPOKCH-3-METOKCUOCH3AIbIeTHAA
(231 wr, 1,0 Mmmou) 1 TpeT-OyTHA 6-BHHMI-3,4-quruapoxuHonauH-1(2H)-kapbokeunara (259 mr, 1,0 MMob),
KaK ONFCaHO B MpHUMepe 25, ¢ MOIyYeHUEM YKa3aHHOTO B 3arojIOBKE COCTUHCHHUS B BUIC TBEPIOTO BEHICCTBA
xenroro ngera (148 mr, Beixox 36%).

'H SIMP (500 MT't, xopocpopm-d) & 11,07 (c, 1H), 9,94 (¢, 1H), 7,70 (x, J=8,5 ', 1H), 7,29 (ax, J=8,7,
2,3 T'n, 1H), 7,28-7,26 (M, 2H), 7,22 (n, J=2,0 T'n, 1H), 6,96 (n, J=16 I'u, 1H), 6,95 (x, J=16 I'u, 1H), 3,99 (c,
3H), 3,81-3,65 (M, 2H), 2,79 (1, J=6,6 T';, 2H), 1,94 (p, J=6,4 I'u, 2H), 1,54 (c, 9H);

XKX-MC m/z [M+H]" paccu. mas C,sH,7NOs, 410; Haiineso, 410.

IIpumep 61. tper-bBytun (E)-6-(3-dprop-5-popmumn-4-ruapoxcuctupun)-3,4-nuruapoxunonut-1(2H)-
KkapOokcuiaT (coenuHeHue 94)

VYka3aHHOE B 3aroJIOBKE COEAMHEHHWE MOJydann u3 S5-0pom-3-drop-2-ruapokcubensanbaeruaa (219 wr,
1,0 Mmmob) 1 6-BuHWI-3,4-qurunpoxunonus- 1 (2H)-kapookcmiarta (259 mr, 1,0 MMOITE), KaK ONMUCAHO B MPUME-
pe 25, ¢ moirydeHHeM yKa3aHHOT'O B 3arojOBKE COSAMHEHUS B BHJE TBEPJOTO BEIIECTBA XKEJITOro nBeta (28 mr,
BBIXOJT 7%).

'H SIMP (500 MT'n, xopodpopm-d) & 10,91 (c, 1H), 9,95 (n, J=1,9 T, 1H), 7,70 (n, J=8,6 I'u, 1H), 7,53
(an, J=11,8, 2,1 T'u, 1H), 7,45-7,41 (M, 1H), 7,28 (un, J=8,7, 2,2 T'n, 1H), 7,20 (1, J=2,0 'y, 1H), 6,93 (M, 2H),
3,81-3,57 (m, 2H), 2,79 (T, J=6,5 'y, 2H), 1,94 (p, J=6,4 'y, 2H), 1,54 (c, 9H);

XKX-MC m/z [M+H]" paccu. mas Co3H,4FNO,, 398; Haiinero, 398.

[Tpumep 62. (E)-3-®Top-2-ruapokcu-5-(2-(1-metun-1,2,3,4-reTparuapoXHHOJIUH-6-1T) BHHII ) -
Oensanpaerun (coequHeHune 95)

Oram 1. 1-MeTtwin-6-puani-1,2,3,4-TeTparuipoX uHOINH
z

Me” N

VYka3aHHOE B 3aroJ0BKE COCJUHEHHE ToiTydainy u3 1-metmi-1,2,3,4-reTparuapoXuHOINH-6-KapOaibaeruia
(1,75 1, 10 mmomp) u metunrpudenmidoconus opomunaa (7,14 v, 20 MMOIIB), UCTIONB3Ys AHATOTUIHYIO TIPOIIC-
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Iypy, OIIMCaHHYIO B 3Tane 1 mpumepa 38, ¢ moiayueHneM NpoayKTa B Buae KopuuHeBoit xxuakocty (1,01 T, BBI-
xo11 58%). KX-MC m/z [M+H]" paccu. mnsa C,H 5N, 174; naiineno, 174.

Oran 2. Yka3aHHOE B 3arojlOBKE COCIMHEHHWE MOJIydalu u3 S5-OpoM-3-GTop-2-THIpOKCHOEH3aIbAeTHIA
(219 wr, 1,0 mmomns) u 1-MeTmin-6-BuHUI-1,2,3,4-Tetparuapoxuronuaa (173 mr, 1,0 MMOJb), Kak OMHCAHO B
npuMepe 25, ¢ MoydeHHeM yKa3aHHOTO B 3aTOJIOBKE COCIWHEHHS B BHE TBEPAOTO BEIIECTBA KPACHOTO IIBETa
(25 wr, BeIXOX 8%).

'H SIMP (500 MT'ut, xopodopm-d) & 10,84 (c, 1H), 9,93 (1, J=1,8 ', 1H), 7,49 (nx, 1=12,0, 2,1 T'y, 1H),
7,39 (1, J=1,5 T'u, 1H), 7,21 (an, J=8,3, 2,2 I'u, 1H), 7,13 (n, J=2,0 I'y, 1H), 6,89 (n, J=16,1 I'u, 1H), 6,77 (x,
J=16,1 T'n, 1H), 6,57 (&, J=8,5 I'y, 1H), 3,35-3,17 (m, 2H), 2,93 (c, 3H), 2,79 (1, J=6,4 I', 2H), 2,08-1,82 (M,
2H);

KX-MC m/z [M+H]" paccu. g CgH sFNO,, 312; naiineno, 312.

[Mpumep 63. (E)-5-(4-(AudTHIIAMUHO ) CTUPHIT)-2-THAPOKCH-3-METOKCHOeH3aIbIeTH L (coenHeHne 96)

OH

MeO l CHO

=

)
™

9
N
M
VYka3zaHHOE B 3aroJOBKE COSAMHCHHE TONyYann U3 4-(audTunamMuHo )oeH3anpaeruaa (1,77 v, 10 Mmoib) u
metmitpudenmwipochonus 6pomuna (7,14 r, 20 MMOIIB), UCTIONB3YS AHAJIOTUYHYIO MPOLEAYPY, ONHCAHHYIO B
stane | mpumepa 38, ¢ momydeHneM IpoaAyKTa B Buze OecuBeTHOH xuakocth (1,72 T, Beixox 98%).
XKX-MC m/z [M+H]" paccu. ans Ci,H 7N, 176; nHaiinero, 176.
Oran 2. YKa3aHHOE B 3aroJIOBKE COSAMHEHUE TONYYIN U3 5S-OpOM-2-THAPOKCHU-3-METOKCHOEH3aIbACTHIA
(231 wmr, 1,0 mmoub) 1 N,N-nuaTri-4-suaunanmimia (176 mr, 1,0 MMoJIb), Kak OImMcaHo B ipuMepe 25, ¢ Tomy-
YeHUEM YKa3aHHOTO B 3ar0JIOBKE COCTUHEHHS B BUJIE TBEPAOTO BEIIECTBA KENTOTO 1BeTa (48 Mr, BBIX0 15%).
'H SIMP (500 MT'n, xnopogpopm-d) & 11,02 (c, 1H), 9,93 (c, 1H), 7,42-7,34 (m, 2H), 7,26 (c, 1H), 7,23 (z,
J=1,9 I'u, 1H), 6,93 (&, J=16,2 T'u, 1H), 6,82 (m, J=16,2 ', 1H), 6,71-6,49 (M, 2H), 3,98 (c, 3H), 3,39 (x,
J=7,1Tu, 4H), 1,19 (t, J=7,0 T'u, 6H);
XKX-MC m/z [M+H]" paccu. ans C,0H,3NOs, 326; Haiineno, 326.
[Mpumep 64. (E)-5-(4-(AndTnnamuno)ctupmn)-3-¢hrop-2-ruapokcuben3anpaerusn (coeauHenue 97)
OH

Oran 1. N,N-JIusTri-4-BUHUIaHUIHH

VYka3aHHOE B 3aroJIOBKE COEAMHEHHUE MOJydann u3 S5-0pom-3-drop-2-ruapokcubensanbaeruaa (219 wr,
1,0 mmons) 1 N,N-muaTin-4-puamianmwimaa (176 mr, 1,0 MMoITb), Kak OITHMCaHO B TpUMepe 25, ¢ MorydeHueM
YKa3aHHOTO B 3aroJIOBKE COCTMHEHHS B BHJIE TBEPAOTO BEUIECTBA OpamkeBoro 1Bera (38 mr, Bexon 12%).

'H SIMP (500 MT'1t, xopodopm-d) & 10,84 (c, 1H), 9,94 (1, J=1,9 ', 1H), 7,50 (mx, J=12,1, 2,0 'y, 1H),
7,39 (1, J=1,4 I'u, 1H), 7,38-7,33 (M, 2H), 6,92 (&, J=16,1 I'n, 1H), 6,77 (zn, J=16,2 I'n, 1H), 6,70-6,64 (M, 2H),
3,39 (x, J=7,1 ', 4H), 1,19 (T, J=7,0 'y, 6H);

XKX-MC m/z [M+H]" paccu. mas CoH,0FNO,, 314; Haiinero, 314.

[Tpumep 65. (E)-5-(4-(LIUKI0TIPpOIMAIMETOKCH )CTUPHI )-2-THIAPOKCH-3-METOKCHOCH3aIBACTH/T (CoenuHeHue 98)

OH

MeO. l CHO

=

J
A
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Oran 1. 1-(LluknonponmimeTokcn)-4-BUHHIOCH30T
Z

P

VYka3aHHOE B 3aroJIOBKE COEIMHEHHE Noyydanu u3 4-(IuKiIonpornmiMeTokcn)oensansaeruaa (1,76 T,
10 mmounb) u MetuaTpudenundocdonns opomuna (7,14 r, 20 MMOIIB), UCTIONB3Ysl aHAJIOTHYHYIO NPOLEIYPY,
onucaHHylo B dTare 1 mpumepa 38, ¢ mosydeHHeM MPOAYKTa B BHJE TBEPIOTO BemiecTsa Oenoro ngera (1,67 T,
BBIXOJT 96%).

XKX-MC m/z [M+H]" paccu. ana Cj,H,,0, 175; Haiineno, 175.

Oran 2. YKa3aHHOE B 3aroJIOBKE COSAMHEHUE TONYYIN U3 S-OpOM-2-THAPOKCHU-3-METOKCHOEH3aIbACTHIA
(231 wmr, 1,0 MMoIb) U 1-(IIUKITOTIPOTTUIMETOKCH )-4-BuHMIOCH30Ma (175 Mr, 1,0 MMOJIB), Kak OMTUCAHO B TIpUMe-
pe 25, ¢ MOIy4YEeHHEM YKa3aHHOTO B 3ar0JIOBKE COCIMHEHHsS B BUJIE TBEPAOTO BELIECTBA JKEJITOTO IBeTa (58 Mr,
BbIX0H 18%).

'H SIMP (500 MI'n, xnopodopm-d) & 11,06 (c, 1H), 9,94 (c, 1H), 7,47-7,40 (m, 2H), 7,29-7,23 (m, 2H),
6,96 (1, J=16,3 I'y, 1H), 6,93-6,88 (M, 3H), 3,99 (c, 3H), 3,83 (1, 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 I'y, 2H);

XKX-MC m/z [M+H]" paccu. ans CygHyO4, 325; Haiineno, 325.

Ipumep 66. (E)—5—(4—(L[I/IKJ'IOHpOHI/IJ'IMGTOKCI/I)CTI/IpI‘;I.:I'I)-:i-(bTOp—Z—FH,ZLpOKCI/I6GH3aJILIIGFI/II[ (coenunenue 99)

F. l CHO

=

g
o]
A

VYka3aHHOE B 3aroJIOBKE COEAMHEHHWE MOJydann u3 S5-0pom-3-drop-2-ruapokcubensanbaeruaa (219 wr,
1,0 MmMoip) 1 1-(LUKIOTIPONMIMETOKCH )-4-BuHUIOeH30Ma (175 Mr, 1,0 MMOJIB), Kak OIMUCaHO B mpuMmepe 25, ¢
MOJIyYCHHEM YKa3aHHOTO B 3aroJIOBKE COEIMHEHHSI B BHJE TBEPIOTrO BEIIECTBa Ipsi3HO-Oesoro nsera (43 wr,
BbIX0H 14%).

'H SIMP (500 MT'1t, xtopodopm-d) & 10,90 (c, 1H), 9,95 (1, J=1,9 ', 1H), 7,52 (mx, J=11,8, 2,1 'y, 1H),
7,45-7,39 (m, 3H), 6,96 (n, J=16,3 I'n, 1H), 6,92-6,89 (M, 2H), 6,86 (z, J=16,2 I', 1H), 3,83 (m, J=6,9 I'u, 2H),
1,29 (nanm, J=15,1, 6,9, 5,1, 2,8 I'u, 1H), 0,78-0,57 (m, 2H), 0,37 (at, J=6,1, 4,6 'y, 2H);

XKX-MC m/z [M+H]" paccu. ms C,oH;,FO;, 313; HafineHo, 313.

IIpumep 67. (E)-5-(2-(XpomaH-6-1i1)BUHIII)-2-THIPOKCH-3-MeTOKcnOeH3anbaerua (coequaerue 100)

Oran 1. 6-Bunnnxpoman

O.

VYka3aHHOE B 3aroJIOBKE COEIAWHEHHE IOJIydalu M3 XpomaH-6-kapOanbiaerupa (1,62 r, 10 mmons) u
Metmitpudpenmidochonns 6pomuna (7,14 r, 20 MMOIIB), HCIIONB3YS aHATOTHYHYIO TIPOIIEYPY, YIIOMHHAEMYIO
B aTamne 1 mpumepa 38, ¢ momyueHreM npoaykTa B Buae Oecrsernoro macna (1,6 T, Berxox 100%).

XKX-MC m/z [M+H]" paccu. o C,H;,0, 161; Haiineno, 161.

Oran 2. YKa3aHHOE B 3aroJIOBKE COSAMHEHNE TONYYIN U3 5-OpOM-2-THAPOKCHU-3-METOKCHOEH3aIbACTHIA
(231 wmr, 1,0 MmMois) u 6-BuHMIXpoMaHa (160 mr, 1,0 MMOJIB), Kak OITUCAHO B MIpUMepe 25, ¢ ToJydeHneM yKa-
3aHHOTO B 3aroJIOBKE COCTMHEHUS B BUE TBEPAOTO BEIIECTBA JKENTOTO IBeTa (56 Mr, BeIX0 18%).

'H SIMP (500 MT 1, xopodopm-d) & 11,05 (c, 1H), 9,94 (c, 1H), 7,26 (c, 1H), 7,24 (x, J=1,9 ', 2H), 7,19
(m, J=2,1 T'ny, 1H), 6,93 (&, J=16,2 T', 1H), 6,88 (1, J=16,2 I'u, 1H), 6,79 (7, J=8,5 ', 1H), 4,39-4,14 (M, 2H),
3,98 (¢, 3H), 2,82 (1, J=6,4 ', 2H), 2,13-1,91 (M, 2H);

KX-MC m/z [M+H]" paccu. s CoH 30,4, 311; Haitneno, 311.
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IMpumep 68. (E)-5-(2-(Xpoman-6-wmi)Bunun)-3-prop-2-runpokcudensansaeruy (coenunenue 101)
OH

VYka3aHHOE B 3aroJIOBKE COEAMHEHHWE MOJydann u3 S5-0pom-3-drop-2-ruapokcubensanbaeruaa (219 wr,
1,0 Mmoip) 1 6-BuHIIXpoMana (160 mr, 1,0 MMOTIB), Kak OMKMCaHO B MpUMepe 25, ¢ MOJIyYeHNEM YKa3aHHOTO B
3aroJIOBKE COeIMHEHUS B BUJIE TBEPOTO BEIIeCTBa rps3H0-0emnoro meeta (58 mr, Berxon 19%).

'H SIMP (500 MI'1t, xopodopm-d) & 10,89 (c, 1H), 9,95 (1, J=1,7 ', 1H), 7,51 (mx, J=11,8, 2,1 'y, 1H),
7,43-7,39 (m, 1H), 7,24 (on, J=9,3, 3,1 T'y, 1H), 7,17 (g, J=2,1 Ty, 1H), 6,92 (a, J=16,3 I'u, 1H), 6,84 (x,
J=16,3 I'n, 1H), 6,80 (m, J=8,5 I'u, 1H), 4,36-4,07 (m, 2H), 2,82 (T, J=6,5 I'y, 2H), 2,19-1,85 (M, 2H);

XKX-MC m/z [M+H]" paccu. ms C,gH;sFO;, 299; HadineHo, 299.

IIpumep 69. (E)-2-I'mapokcu-3-MeTokcu-5-(4-(mumnepuans- 1 -un)ctupun)oen3anbaerun (coequaenne 102)
OH

MeO. l CHO

Oran 1. 1-(4-Bunnndenun)nunepuany

VYka3zaHHOE B 3arojIOBKE COCTUHCHUE OMyJaly u3 4-(munepuanH-1-un)oensanpaeruaa (1,89 r, 10 Mmmos)
u MetunTpudenmnpochonus 6pomuaa (7,14 r, 20 MMOIIB), HCTIONIB3YS AHAJIOTHYHYIO TIPOLETYPY, OIHCAHHYIO B
starne 1 mpumepa 38, ¢ mosydeHreM NMpoayKTa B Bue OecrseTHoro mMacia (1,62 r, Beixoxn 87%).

XKX-MC m/z [M+H]" paccu. ans Ci3H N, 188; Haiineno, 188.

Oran 2. YKa3aHHOE B 3aT0JIOBKE COCIUHCHUE MOTYYalld U3 5-0poM-2-THAPOKCH-3-METOKCUOCH3AIbIeTHAA
(231 wr, 1,0 mmonb) u 1-(4-uamndenmn)nunepuauna (188 mr, 1,0 MMoIb), Kak OImUcaHo B mpumepe 25, ¢ mo-
Jy9eHHEM YKa3aHHOTO B 3arojIOBKE COCIMHEHHWS B BHJIC TBEPIOTrO BeEIIeCTBa >KenToro mBera (58 wr,
BbIXOA 17%).

'H SIMP (500 MI'n, xnopodopm-d) & 11,04 (c, 1H), 9,94 (c, 1H), 7,47-7,33 (v, 2H), 7,29-7,22 (m, 2H),
6,95 (n, J=16,3 I'y, 1H), 6,91 (c, 2H), 6,88 (1, J=16,2 'y, 1H), 3,98 (c, 3H), 3,32-3,13 (M, 4H), 1,71 (p, J=5,6 'y,
4H), 1,61 (x, J=8,6, 7,3 T', 2H);

XKX-MC m/z [M+H]" paccu. mas C,H,3NOs, 338; Haitneno, 338.

IIpumep 70. (E)-3-Drop-2-runpokcu-5-(4-(munepuans- 1 -uim)cruprn)oeH3anpaerua (coequaerue 103)

OH

F. l CHO

=

O

VYkazaHHOe B 3aroJioBKe COEIWHEHHWE Modydanu u3 S5-6pom-3-drop-2-ruapoxcubenzanpaeruaa (219 wr,
1,0 mmonb) 1 1-(4-Burmndenmwn)nunepuanHa (188 mr, 1,0 MMoib), Kak omucaHo B puMepe 25, ¢ MOJTydeHHEM
YKa3aHHOTO B 3aroJIOBKE COCTMHCHHUS B BUJIC TBEPAOTO BEIIECTBA )KENATOTO 1BeTa (42 Mr, Bexoa 13%).

'H SIMP (500 MT'n, xopodopm-d) & 10,87 (c, 1H), 9,94 (1, J=1,9 T'u, 1H), 7,51 (mx, J=11,8, 2,1 T'y, 1H),
7,41 (n, J=1,6 I'u, 1H), 7,40-7,37 (M, 2H), 6,94 (1, J=16,2 I'u, 1H), 6,91 (c, 2H), 6,83 (1, J=16,3 T'u, 1H), 3,23 (1,
J=5,5Tu, 4H), 1,72 (1, J=8,2 I'u, 4H), 1,61 (x, J=5,7 ', 2H);

XKX-MC m/z [M+H]" paccu. ans C,0H,FNO,, 326; naiineno, 326.
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Mpumep 71. (E)-2-®rop-6-runpoxcu-4-(4-(munepuaus- 1 -mr)crupmn)densansaerua (coequnenne 104)
CHO

FlOH
=

J

J

VYka3aHHOE B 3aroJIOBKE COEAMHEHHWE Modydanu u3 4-6pom-2-drop-6-ruapokcubensanbaeruaa (219 wr,
1,0 mmonb) u 1-(4-BuHmndenmwn)nunepuanHa (188 mr, 1,0 MMoIb), Kak omucaHo B IpuMepe 25, ¢ MOJTydeHHEM
YKa3aHHOT'O B 3ar0JIOBKE COEIMHEHUS B BUI€ TBEPAOI0 BellecTBa opamxkeBoro useta (140 mr, Beixon 43%).

'H SIMP (500 MT'ni, xopodopm-d) & 11,56 (c, 1H), 10,15 (c, 1H), 7,46-7,39 (m, 2H), 7,16 (z, J=16,2 T,
1H), 6,90 (x, J=8,3 I'u, 2H), 6,85-6,70 (M, 3H), 3,33-3,14 (M, 4H), 1,70 (h, J=5,0 T'u, 4H), 1,62 (x, J=5,6 'L,
2H);

XKX-MC m/z [M+H]" paccu. mas CooH,0FNO,, 326; Haiinero, 326.

[Ipumep 72. (E)-4-(4-(4-Otunmunepa3us- 1 -mn)ctupnn)-2-hTop-6-runpokcroen3anbaerus (coenuaenue 105)
CHO

Oran 1. 1-Otun-4-(4-suHmideHu ) TunepasuH

o

VYka3aHHOE B 3aroJIOBKE COEIWHEHHE TMoNydaau u3 4-(4-stumnmumnepasus-1-wn)oenzansaeruaa (2,18 T,
10 mmoub) u MetraTpudenundocdonns 6pomuna (7,14 r, 20 MMOIIB), UCTIONB3Ysl aHAJIOTHYHYIO NPOLEIYPY,
onucaHHylo B dTare 1 mpumepa 38, ¢ mosydeHueM NMpOAYKTa B BHJE TBEPIOTO BemlecTsa Oenoro ngera (1,58 ,
BbIXOH 73%).

XKX-MC m/z [M+H]" paccu. mas C4HyoN,, 217; Haitneno, 217.

Oran 2. Yka3aHHOE B 3arojlOBKE COCIWHEHHWE MOJIydalu u3 S5-OpoM-3-GTop-2-THIpOoKcHOeH3ambAeTHIA
(219 wmr, 1,0 Mmoub) u 1-3TH-4-(4-BuHMIGeHWT)unepasuHa (217 mr, 1,0 MMoJIb), Kak OnmrcaHo B mpuMepe 25,
C MOJy4E€HHEM YKa3aHHOTO B 3arojOBKE COCAWHCHMS B BHIE TBEPAOTO BEIIeCTBA KOpHUUHEBOTo 1BeTa (198 mr,
BBIXO1 56%).

'H IMP (500 MT'u, xopodopm-d) & 11,55 (c, 1H), 10,16 (c, 1H), 7,46-7,39 (m, 2H), 7,16 (z, J=16,1 T,
1H), 6,94-6,88 (M, 2H), 6,82 (m, J=16,3 I'n, 1H), 6,80 (¢, 1H), 6,76 (a0, J=11,7, 1,5 I'n, 1H), 3,35 (T, J=5,1 I'L,
4H), 2,70 (T, J=5,0 I'y, 4H), 2,56 (x, J=7,3 ', 2H), 1,18 (1, J=7,2 Ty, 3H);

XKX-MC m/z [M+H]" paccu. ans C,1Hy3FN,0,, 355; naiineno, 355.

Mpumep 73.  (E)-3-(5-(5-(Luknonponaunkapbonmn)-4,5,6,7-rerparuaporueno| 3,2-c|HupuauH-2-1i)-2-
THJPOKCH-3-MeToKCHpeHm)- 1 - q)eHI/mnpon 2-eH-1-0H (COG,HI/IHGHI/IG 106)

MeO

a ~s
KOH, 95°C
aq.EtOH

KOH (403 wr, 7.2 MMOJ‘IL) mobaBisiim Kk cMmecd  S-(5-(umknonponankap6onmn)-4,5,6,7-
TETParuapoTUeHo|3,2-C|MUpHIUH-2-11)-2-TUAPOKCH-3-MeToKcnOen3anpaeruaa (650 mr, 1,8 MMmonb) u amero-
¢enona (216 wmr, 1,8 mmoins) B EtOH/Boze (20 mMi1/7 mir). PeakiioHHyI0 cMech HarpeBald B TEYEHHE HOYH TPH
95°C. DraHon ynaysuid B YCIOBHSAX BaKyyMa M OCTATOK pa30aBisuii Bogoi (20 mir). CMech 3aTeM SKCTparupo-
Bany strnaneTatoM (3x20 mir). OpraHudeckne dKCTPaKThl OObEeIUHSUIN, CYIIFIN HaJ O€3BOAHBIM CYJIb(aTom
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HaTpHs U KOHLEHTpupoBanu. HeounieHHslii npoaykT ounmiany npenapatusHoil BOXKX ¢ momydyenuem xemnae-
MOT0 IPOAYKTa B BUJE TBEPIOrO BEIECTBA KOPUYHEBOTO LiBeTa (73 Mr, BbIXOA 9%).

'H SIMP (JIMCO-d, 400 MI'wy) & 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 (c, 1H), 7,19 (c, 1H), 4,82 (ym, 1H), 4,57 (c, 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);

XKX-MC m/z [M+H]" paccu. mms C,7H,sNO,S, 460; Haiinero, 460.

Ipumep 74. (E)-1-(5-(5-(Iluxnomnponankapoouun)-4,5,6,7-reTparuipoTueHo| 3,2-c |[mupuauH-2-1mi)-2 -
TUAPOKCH-3-METOKCU(EHI )-3-PeHmmporn-2-eH- 1 -oH (coenunenue 107)

OH O OH O
MeO. MeO.
OH O z P © &
S

_ Ny @ — s
B__ Peaxuus upling = KOH, 95°C =

o o
%7& N aq.EtOH N
o:ﬂ> o
Oran 1. 1-(5-(5-(Lluknonpomankapoonun)-4,5,6,7-reTparugpoTreHo| 3,2-¢c |nupuauH-2-1)-2 -THIPOKCH-3-

METOKCU(EHIIT)ITaH-1-0H
OH O
MeO

Cmech 1-(2-ruapokcu-3-meroxcu-5-(4,4,5,5-rerpamerui-1,3-nuokconan-2-wn)pennn)dtanona (300 wr,
1,0 wmmMomp), (2-6pom-6,7-muruaporueno|3,2-c|mupuann-5(4H)-wn)(uuknonponmwn)metadona (342 wr,
1,2 mmois), K,CO; (284 wmr, 2,1 mmois) u Pd(dppf),Cl, (84 mr, 0,1 mmonbp) B auokcane (20 mu)/Boge (6 mi)
nepeMermBany B teyeHne Houw npu 110°C B atmocdepe N,. Cmeck oxnaxnganu no KT, paszdasmsuimm Bomoi
(50 M) u axcTparupoBam dTrinaneratoM (3x50 mur). Opraaudeckrue dKCTPAKTHl 00BEAWHSIN, TIPOMBIBATIN CO-
7eBbIM pacTBopoM (50 mit), cymmim HaJl 6€3BOTHBIM CYNIb(haTOM HaTpHs U KOHIEHTpUpoBaan. OcTaToK o4HIIa-
JIM KOJIOHOYHOHM Xpomarorpadueit Ha cuiankaresie (nerposieitneiid a¢up/stunanerar = 20:1-10:1) ¢ nonyuennem
JKEIAEMOT0 IPOMEXKYTOYHOTO coeuaeHus (213 Mmr, BeIxon 56%).

Oran 2. KOH (120 wmr, 2,16 MM0ib) D00aBISUIM K CMECH SKENIa€MOTO ITPOMEXYTOUHOTO COSJMHEHUS W3
srana 1 Beimie (200 mr, 0,54 Mmmois) u 6er3anpaeruna (57 mr, 0,54 mmons) B EtOH/Bome (10 min/3 mu). Peakiu-
OHHYIO CMECh HarpeBalii B TeueHue Houu mpr 95°C. DTaHON yJAISIU B YCIOBUSAX BaKyyMa M OCTaTOK pa30aB-
st Bogoit (20 mur). Cmeck 3aTeM dKcTparupoBany stunaneratoM (3x20 mir). OpraHudeckne 3KCTpakThl 00be-
JVHSUIN, CYIIMIN HaJ O€3BOAHBIM Cylb(aToM HATPUsS U KOHIEHTpUpoBanu. HeounImeHHbIH TPOoYKT OYHIAIN
npemapaTuBHOi BOYKX ¢ momydeHneM jkemaeMoro KOHEYHOTO MPOIYKTa B BHJE TBEPAOTO BENIECTBA KOPHUIHE-
Boro 1BeTa (93 mr, Bexo 38%).

'H SIMP (CDCl;, 400 MI'u) & 13,21 (yur, 1H), 7,95 (n, J=15,2 I'n, 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);

XKX-MC m/z [M+H]" paccu. ans C,7H,sNO,S, 460; Haiineno, 460.

IMpumep 75. (E)-2-(1,3-Auokcan-2-uin)-6-dprop-4-(4-(muppomuaus- 1 -wn)ctupui)peron (coequnenune 108)

OH OH o/j
F
O o HC(OEt),

HO__~_OH

.

=

Q
CycneH3uto (E)-3-¢Top-2-runpokcu-5-(4-(mupponnanH- 1 -uin)ctupuin) OeH3alb 1eruia (200 MT,
0,64 mMob), TprdTHIOpTOdOopMHaTa (105 Mr, 0,71 Mmons) U BuyNBr (2 mr, 0,005 Mmons) B ipomnan-1,3-anone
(5 mu) mepememmBanyu B Tedenue 3 4 npu KT. PacTBopurens ynaisiiy B yCJIOBUSIX BaKyyMa, a 0CaJ0K OYHIIAIIH
npenapatuBHoit TCX ¢ moiryueHHeM yKa3aHHOTO B 3aroJIOBKE IMPOAYKTa B BUAE TBEPAOTO BELIECTBA XKEITOrO
usera (90 mr, Borxon 38%).
'H SIMP (IMCO-dg, 400 MI'm) 8 9,62 (¢, 1H), 7,29-7,39 (M, 4H), 6,81-6,94 (M, 2H), 6,52 (n, J=8,4 Ty,
2H), 5,76 (c, 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);
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XKX-MC m/z [M+H]" paccu. ans C,,H,4FNOs, 370; Haiineno, 370.
ITpumep 76. 2-Orop-6-((E)-((4-merunnunepasus- 1 -mn)umuno )metnin)-4-((E)-4-(mupponunus- 1 -
un)ctupui)peron (coenuaenue 109)

\Nrn\)N

Coenunenre 109 momydamu B oOmieM, kak omucaHo B cxeMe 6a. (E)-3-®rop-2-ruapokcu-5-(4-
(muppomuane-1-un)ctupmn)oer3anpaerun (200 mr, 0,64 MMonp) u 4-MetwinwunepasuH-1-amun (74 wr,
0,64 MMOJIB) pacTBOPSUIH B ATaHOJE. PeaklIMOHHYIO CMECh KUILSITHIN ¢ OOpPAaTHBIM XOJIOJAWIBHUKOM B TCUCHUE
2 4. PacTBOpUTENHs yoausy, a ocTaTok (GuiabTpoBanu. OcaJoK MPOMBIBATM 3TAHOJIOM M CYIIWIH B YCIOBUSAX
BaKyyMa C IOJIyYCHUEM YKa3aHHOTO B 3aTOJIOBKE COCAMHCHUS B BUJIC TBEPOTO BEIICCTBA OJICTHO-KEITOTO IIBE-
ta (210 mr, Bexo 80%).

'H SIMP (CDCl, 400 MT'r) & 11,65 (ym, 1H), 7,67 (c, 1H), 7,36 (x, J=8,4 T'n, 2H), 7,18 (m, 1H), 7,00 (c,
1H), 6,87 (1, J=16,0 I'u, 1H), 6,74 (1, J=16,0 I'u, 1H), 6,54 (1, J=8,4 I'u, 2H), 3,32 (M, 4H), 3,27 (M, 4H), 2,71
(m, 4H), 2,42 (¢, 3H), 2,01 (M, 4H);

XKX-MC m/z [M+H]" paccu. mms CoH,0FN,O, 409; Haiinero, 409.

[Tpumep 77. N'-((E)-3-®top-2-ruapokcu-5-((E)-4-(mupponuauH- 1 -1 ) cTUPIIT) OCH3WITHAIEH ) alle TO-

ruapasun (coeauaenue 110)
OH

iy

=

N
O

Yka3zaHHOE B 3aT0JIOBKE COCIUHCHHUE MOTYYalld C MOMOIIBI0 aHAJIOTHYHOTO CIIoco0a, KaK OMUCaHO B TPH-
Mepe 76 u B oOmeM kak omucaHo B cxeme 6a, mcrnonbdysa (E)-3-¢prop-2-runpokcu-5-(4-(muppomuaus-1-
nn)ctupuin)oenzanpaerus (200 mr, 0,64 Mmmons) 1 aneroruapazun (48 mr, 0,64 MMOJIb), ¢ TIOTYYSHHUEM YKa3aH-
HOTO B 3aTOJIOBKE COCIMHEHHS B BH/IC TBEPIOTO BemecTBa OiregHo-kenrtoro msera (210 mr, Berxox 89%).

'H IMP (IMCO-dg, 400 MI'm) 8 11,79 (c, 0,6H), 11,47 (c, 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 (c, 1H), 1,95-2,00 (m, 6H);

XKX-MC m/z [M+H]" paccu. mms C,H,,FN;0,, 368; Haifneno, 368.

IIpumep 78. 2-O1op-6-((E)-(dbenmmmuno)mernn)-4-((E)-4-(mupposmann- 1 -wn)ctuprn)peron (coeaune-
Hue 111)

VYka3zaHHOE B 3aT0JIOBKE COCIUHCHHUE MOTYYalld C MOMOIIBI0 aHAJIOTHYHOTO CIIoco0a, KaK OMUCaHO B TPH-
Mepe 76 m B oOmeM kak omucaHo B cxeme 6a, mcrnonbdysa (E)-3-¢prop-2-runpoxcu-5-(4-(muppomuaus-1-
nn)ctupun)oenzanpaerun (200 mr, 0,64 mmons) u anwmH (60 mr, 0,64 MMOJB) ¢ TIOTyYeHHEM YKa3aHHOTO B
3aroJIOBKE COeIMHEHUS B BUJIE TBEPOTO BemecTBa OaenHo-xentoro mnsera (200 mr, Berxoxa 81%).

'H SIMP (CDCls, 400 MI'y) & 13,63 (ymr, 1H), 8,66 (¢, 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 [M+H]" paccu. mas C,sH,3FN,O, 387; Haiinero, 387.

IIpumep 79. 2-®top-6-((E)-(2-perunruapazono)metwn)-4-((E)-4-(mupponuaun- 1 -mm)ctupun)peron (co-
equnenue 112)
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OH

0

=

o

YkazaHHOE B 3aT0JIOBKE COCIUHEHHE MOTyYalld ¢ IIOMOIIBI0 aHAJIOTHYHOTO cItoco0a, KaK ONMHCaHo B IPH-
Mepe 76 m B oOmeM Kkak omucaHo B cxeme 6a, mcrnonbdysa (E)-3-¢prop-2-runpokcu-5-(4-(muppomuaus-1-
nn)ctupun)oenzanpaerun (200 mr, 0,64 mmons) u permruapasut (70 mr, 0,64 MMOJIB), C TIOTyYEHHUEM yKa3aH-
HOTO B 3aTOJIOBKE COCIMHCHHS B BUJIC TBEPIOTO BelecTBa OyreqHo-kentoro neera (180 mr, Berxox 70%).

'H SIMP (JIMCO-dg, 400 MTI'y) & 10,67 (c, 1H), 10,59 (c, 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 I'u, 2H), 3,26 (M, 4H), 1,96 (M, 4H);

KX-MC m/z [M+H]" paccu. g CysH,4FN;0, 402; naiineno, 402.

ITpumep 80. N'-((E)-3-®rop-2-ruapokcu-5-((E)-4-(mupponunus- 1 -um) cTupui ) 0e H3mIn ieH ) 0e H30-
runpasun (coenuHenue 113)

YkazaHHOE B 3aT0JIOBKE COCIUHEHHE MOTyYalld C IIOMOIIBI0 aHAJIOTHYHOTO CIloco0a, KaK ONMHCaHo B IPH-
Mepe 76 m B oOmeM kak omucaHo B cxeme 6a, mcrnonbdysa (E)-3-¢prop-2-runpokcu-5-(4-(muppomuaus-1-
nn)ctupun)oenzanpaerus (200 mr, 0,64 Mmons) u 6en3oruapazun (88 mr, 0,64 MMOJB), ¢ TIOTYyYEeHHEM yKa3aH-
HOTO B 3ar0JIOBKE COCJAMHEHHUS B BUJE TBEPJOTO BellecTBa skenToro usera (240 mr, Boixon 87%).

'H SIMP (JIMCO-ds, 400 MI'my) & 12,29 (c, 1H), 11,58 (c, 1H), 8,67 (¢, 1H), 7,96 (1, J=7,2 T'u, 2H), 7,51-
7,64 (M, SH), 7,39 (1, J=8,0 I'n, 2H), 7,06 (1, J=16,4 I'u, 1H), 6,90 (1, J=16,4 I'u, 1H), 6,54 (un, J=8,4 'u, 2H),
3,26 (M, 4H), 1,96 (M, 4H);

XKX-MC m/z [M+H]" paccu. ans C,oH,4FN;0,, 430; naiineno, 430.

Mpumep  81.  N'-((E)-3-@rop-2-ruapokcu-5-((E)-4-(mmupposunus- 1 -1t)cTHpHIT ) OeH3MINAEH ) OEH30J1-
cynbhonorunpasua (coequaenue 114)

I

o

VYka3aHHOE B 3arojOBKe COEJMHEHUE TOJIy4Yai C TOMOIIBI0 aHAJOTUYHOrO CHOCco0a, Kak OMKHCaHO B MpPU-
Mepe 76 wm B obmem kak omucano B cxeme 6a u3  (E)-3-drop-2-ruapoxcu-5-(4-(mupponauanH-1-
nn)ctupuin)oenzanpaeruaa (200 mr, 0,64 mmons) u 6ensoncynbdonoruapazuaa (111 mr, 0,64 MMoIb), ¢ TIOTY-
YeHHEM YKa3aHHOTO B 3aT0JIOBKE COCIMHEHHS B BH/IC TBEPAOTO BEIIECTBA kenToro neeta (230 mr, Bexon 77%).

'H SIMP (JIMCO-dg, 400 MI') & 11,74 (c, 1H), 10,36 (c, 1H), 8,19 (¢, 1H), 7,90 (n, J=7,2 T'u, 2H), 7,65
(M, 3H), 7,48 (n, J=12,4 T'u, 1H), 7,39 (m, 3H), 6,97 (1, J=16,0 I'u, 1H), 6,85 (x, J=16,0 I'u, 1H), 6,53 (x,
J=8,0 I'y, 2H), 3,25 (M, 4H), 1,96 (M, 4H);

KX-MC m/z [M+H]" paccu. g CysH,4FN305S, 466; naitneno, 466.

[Mpumep 82. (E)-3-Prop-2-ruapokcu-5-((E)-4-(mupponuann-1-mn)crupun)oenzanpaeruy O-(eHumokcum
(coenunenue 115)

VYka3aHHOE B 3aroj0BKE COEANHEHHUE TOJTydalll C TIOMOIIBI0 aHAJOTUYHOTO CIOoco0a, Kak OMHCaHO B IPHU-
Mepe 76 u B obmieM kak omucaHo B cxeme 6a u3 (E)-3-drop-2-ruapokcu-5-(4-(mupporvauH- 1 -1i1)CTHPIIT)-
6ensanpaernaa (400 mr, 1,28 mmouns) n O-penmmrnapokcmiamuna (140 mr, 1,28 MMoIIb), ¢ IOTy4eHHEM yKa-
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3aHHOTO B 3aT0JIOBKE COCAMHECHHU B BUJE TBEPJOTO BEIIECTBa opamkeBoro nseta (200 mr, Beixon 39%).

'H SIMP (IMCO-dg, 400 MI'm) 6 10,37 (ym, 1H), 8,81 (¢, 1H), 7,67 (¢, 1H), 7,58 (1, J=12,0 T'u, 1H), 7,39
(M, 4H), 7,28 (1, J=8,0 T';, 2H), 7,04 (M, 2H), 6,94 (M, 1H), 6,54 (1, J=8,4 T';, 2H), 3,25 (M, 4H), 1,96 (M, 4H);

XKX-MC m/z [M+H]" paccu. ans C,sH,3FN,0,, 403; naiineno, 403.

Ipumep 83. 2-((E)-3-®Prop-2-runpoxcu-5-((E)-4-(muppormans- 1 -w)cTiuprin ) OeH3WITHICH )THIpa3uH- 1 -
kapOokcumunamuy (coennaenune 116)

Cwmech (E)-3-¢Top-2-runpokcu-5-(4-(nmuppomuaus- 1 -wmr)ctupun)oensanpaeruaa (200 mr, 0,64 MMoOb),
ruapasuHKapOokcuMuaaMuaa ruapoxiopuna (70 mr, 0,64 Mmmons) u amerata Hatpus (53 mr, 0,64 MMOITB) B dTa-
HoJIe (5 MJT) KUIATHIN ¢ OOpPaTHBIM XOJIOIMIBHAKOM B TedeHue 5 4. CMech OXJIaXIaju 10 KOMHATHOW TeMIepa-
Typbl B prrbTpoBanu. Ocagok MPOMBIBAIN 3TaHOIOM (5 M), Bogoi (1 M) U CymIWIH B YCIOBUSAX BaKyyMma C
MOJyYeHHEM YKa3aHHOTO B 3arojioBKe MPOAYKTa B BHIE TBEpAOro BemiectBa 3enenoro nsera (130 wr,
BBIX0H 55%).

'H SIMP (JIMCO-dg, 400 MT') & 11,39 (yur, 1H), 8,29 (c, 1H), 7,53 (c, 1H), 7,36 (M, 3H), 7,01 (M, 1H),
6,84 (M, 1H), 6,54 (1, J=8,4 I'u, 2H), 6,43 (yur, 2H), 3,25 (M, 4H), 1,96 (M, 4H);

XKX-MC m/z [M+H]" paccu. ans C,0H,,FN;O, 368; Haiineno, 368.

[Mpumep 84. (E)-3-(3-Lunnamonn-4-runpokcu-5S-metokcudenn)- 1 -henunmmporn-2-eH-1-oH (coenunenue 117)

OH O

wo iy
0

Ortamn 1. N-MeTtokcn-N-MeTHI0eH3aMHU I
|
~N 0

CDI (7,13 1, 44,0 MmMonb) mo0aBIsUTH K pacTBOpY OeH30MHON KucioTel (4,88 1, 44,0 Mmonp) B JIXM
(100 ™). PeaknnoHHYI0 cMech TIepeMENIMBAIA B TeUCHHWE 2 4 MPU KOMHATHOHW Temreparype. JloGamisuin
N,O-mumermnrunpokcmitamud. HCI (4,66 T, 48,0 mmons). Peakmuro nepeMemuBaiy B TeUSHUE HOYU MPU KOM-
HaTHOU Temmeparype. CMech pa3BoAwiIn Hachll. OukapbonaTtom Hatpwst (100 mur). OpraHudeckuil coi oTae-
JSUTH, @ BOAHYIO (ha3y TOBTOPHO SKCTparupoBaiu auxiopmeraHoM (2x100 mi). OpraHudeckue SKCTPAKTHI TIPO-
MBIBJIA COJIEBBIM pacTBopoM (100 mut), cymwi Haj Oe3BOIHBIM CYIh()aTOM HATPUS W KOHIICHTPUPOBAIH C TI0-
Jy4eHHEM YKa3aHHOTO B 3aroJIOBKe MPOIyKTa B BuAe OecreTHOro Macia (4,9 r, Beixox 74%), KOTOpOe HCIOIb-
30BaJIH B CICAYIOIICH peakuu 0e3 TOMOIHUTEIHFHON OYHCTKH.

Oran 2. 1-®enunnpon-2-uH-1-oH

It

o]

Orunaunmaraus opomun (109 mn, 54,54 mmons, 0,5 M B TT'®) mo karmisMm 100aBIsUIH K PacTBOPY CMECH
N-merokcu-N-metundenzamuaa (3 r, 18,18 mmoins) B TT'® (20 M) pu 0°C. PeakiimoHHYIO0 cCMeCh MepeMenIn-
BaJiM B TeueHWe | 4a mpu KOMHATHOU TemmepaTtype. PeakiimoHHyto cMech racwiu Boaoi (50 mur) u noBoawmu pH
cuctemsl 10 7-8 ¢ momomsio 5% KHSO,4. TT'® ymansnm B ycnoBHAX BaKyyMa, a BOTHYIO (Da3y 3KCTparupoBain
stmnaneratoM (3x50 mi). OpraHndeckue 3KCTPAKThl 0OBEANHSIIN, TPOMBIBATIM COJIEBBIM pacTBopoM (50 mi),
CYIIMIN Haja Oe3BOAHBIM CyIh()ATOM HATPHS M KOHICHTPHPOBAIH C MOTYYCHHEM HEOUYHIIECHHOTO XKEJIaeMOTo
npoaykta (7,4 T, Berxont 97%), KOTOPHIHA UCTIONB30BANIN B CIEAYIOMIEH peakIiu 0e3 TOTOIHUTEIHHONH OYHCTKH.

Oran 3. 3-Woa-1-pernnnpon-2-ex-1-0x |

=

o
Nal (534 wmr, 3,54 MMonb) no6aBisH K pacTBopy 1-penmnmnpon-2-un-1-ona (460 mr, 3,54 mmons) B TOK

(3 mu1). PeakimoHHyr0 CMeCh TepeMeNInBalld B TEUSHUE 2 9 TIPY KOMHATHOM TemmepaTtype. PacTBop mo Karism
no0OaBIsIM K pacTBOpPY Hackim. OukapOoHara Hatpus (20 M), a 3areM SKCTParupoBalld ATHIIANETATOM
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(3%20 mur). Opranuueckne dKCTPAKThI 00bETUHSIIH, TPOMBIBAIH COJIEBBIM pacTBOpoM (20 M), cymmian Hax 6e3-
BOJHBIM CyITb(haTOM HATPUS W KOHIEHTpUpoBaid. OCTaTOK OYMINANIKA KOJOHOYHOH XpomaTorpaduecii Ha
cuimkarese (nerposieitaeiid s¢up/stunanerar = 200:1-100:1) ¢ nonyuenuem xenaemoro npoxaykra (900 mr, un-
ctota ~60%, BIx0ox 59%).
Oran 4. (E)-1-(5-bpom-3-MeTokcu-2-(4-MeTOKCUOSH3MITOKCH ) peHIIT )-3 - HIITITIPOTI-2-eH- | -0H
PMB
0 o
ACHAs
Br
Cwmech 1-(5-6poM-2-ruapokcu-3-merokcudennn)stanona (2 r, 8,7 mmons), PMBCI (2,7 1, 17,4 mmonb) u
K,CO; (3,6 T, 26,1 Mmmoup) B JIM®DA (10 M) mepememmBanu B Teuenne 1 1 mpu 90°C. CMech oXJaxIaid 10
KOMHATHOW TeMIepaTyphl, pazbasisumm Bogon (50 mu). [TomydeHHBIH OCaok coOMpaii ¢ MOMOIIBI0 (HUIBTpa-
MU U CYIITWIN C ToJryaeHrneM PMB-3amumenHoro ketona (3,2 r, KOTHYEeCTBEHHBIH BBIXO), KOTOPHIH HCIOJb-
30BaJli B CICAYIOIICH peaknuu 0e3 MOMONHUTENbHOU ounucTKH. PMB-keton (1,2 T, 3,3 MMOIB) pacTBOpSUIA B
EtOH/Bone (20 mn/7 mu). JJobasmsumu KOH (739 mr, 13,2 mmons) u 6ensanbaerun (350 mr, 0,54 mmons). Peak-
[MUOHHYIO CMECh HarpeBaid B TeueHUe HOuH mpu 95°C. DTaHON yHasUId B YCIOBHSIX BaKyyMa M OCTaTOK pas-
GaBisu Bommowt (20 mur). CMech 3aTeM 3KCTparupoBaiy dTwianeraToM (3x20 muin). OpraHudeckue dKCTPaKThI
00BETUHSITN, CYIIUIN HaJl O€3BOJHBIM CYJIb()AaTOM HATPHUS M KOHIICHTPUPOBAIU C TMOTYYCHUEM HEOUHUIICHHOTO
coequaeHus 4 (1,2 T, Bexon 81%), KOTOPEII UCIIONB30BANIH B CICAYIONICH peakiuu 0e3 JONOTHUTEIEHOW OYH-
crkn. KX-MC m/z [M+Na]" paccu. g CyyH, BrOy, 476; naitneno, 476.
Oran 5. (E)-1-(3-Mertokcu-2-(4-meTokcnOeH3MITOKCH )-5-(4,4,5,5-TreTpamernn-1,3,2-nnokcaboponan-2-
nn)pennn)-3-permnmnporn-2-eH-1-oH

BPin

CMech TpoAyKTa BhIMIeyKazaHHoro 3Tama 4 (1,2 T, 2,7 MMonb), Ouc-(mHakonaro)anbopona (686 wr,
2,7 mmoib), KOAc (778 mr, 8,1 mmons) u Pd(dppf),Cl, (221 wmr, 0,27 mmois) B auokcane (30 mur) nmepemenina-
ma nipu 110°C B Teuenne 2 4 B atMocdepe N,. CMech oXiaxJaad 10 KOMHATHOM TeMIlepaTypsl, pa30aBisiiu
Bozoi (50 mur) 1 skcTparupoBasu dTrinaneratoM (3x50 mur). OpraHudeckue SKCTPAKTHl 00bETUHSIIH, IPOMBIBA-
M coJieBbIM pacTBopoM (50 M), cymmim Haj 0e3BOTHBIM Cylb(paToM HaTpHs M KOHIEeHTpupoBaian. OcraTox
OYMIIAIHM KOJIOHOYHOH Xpomarorpadueil Ha cuiukaresue (merponeinsiid a¢up/s>tunanerar = 20:1-10:1) ¢ momy-
YEHHEM YKa3aHHOTO B 3aroyIoBKe npoaykra (710 mr, Berxon 53%).

XKX-MC m/z [M+Na]" paccu. as CsoH33BOg, 523; Haiineno, 523.

Oran 6. CMech POAyKTa BhIMIeyKkazanHoro 3tana 5 (500 mr, 1,0 MmMons), 3-fioa-1-dennnmnpon-2-eH-1-oHa
(358 wmr, 1,0 mmonn), K,CO3 (414 wmr, 3,0 mmons) u Pd(dppf),Cl, (41 mr, 0,1 mmons) B auokcane (20 mur) u H,O
(7 M) mepemermmBanu ipu 110°C B Tedenune 3 4 B atmocdepe N,. CMech oxXakaanu 10 KOMHATHOH TemIepa-
Typhbl, pa3basismn Bomo# (50 mur) m atunanerarom (100 mur). TlomydeHHbld ocanok GuibTpoBasd. OpraHude-
CKHI cIToi ¢uimbTpaTa cobupaiv, 0ObEIUHSIIN, CYIIHIN Hajl OE3BOIHBIM CYJIb()AaTOM HATPHS M KOHIICHTPHUPOBA-
mu. OcTaTOK OYMINAIM KOJIOHOYHON XpoMaTrorpadueil Ha cuinkarene (eTposieiiHblid a¢up/stunamnerar = 20:1-
10:1) ¢ momy4yenuem HeountieHHoro PMB-3anmmennoro npoaykra (307 mr, Beixon 61%). PMB-3anumeHHbI#H
nponykt (300 mr, 0,60 MMoJb) pacTBOpsM B nuxiopMmerane (5 mi) u gobasmsuin TOA (3 mi). Peakumonnyro
CMech TIepeMEIINBAIN B TeUeHHE | 4 Mpu KOMHATHOH Temneparype. PacTBopuTenb yaaisiy, a 0caJoKk OYHIIAIH
npenaparuBHoil TCX ¢ mosydeHreM keaaeMoro yKa3aHHOTO B 3arojOBKE KOHEUHOTO MPOJYyKTa B BHJIE TBEPO-
TO BEIIeCTBa xkenToro 1Bera (51 mr, Bexon 22%).

'H SIMP (CDCls, 400 MT'mr) 8 13,63 (c, 1H), 7,98-8,05 (M, 3H), 7,34-7,84 (m, 13H), 4,02 (c, 3H);

XKX-MC m/z [M+H]" paccu. ans C,sHyO4, 385; Haiineno, 385.

Ipumep 85.  4-(((E)-3-@rop-2-runpoxcu-5-((E)-4-(mupponuauH- 1 -vi)cTrprIT ) Oe H3WITHISH )aMHHO ) - 1 -
MeTwmuIepasuna 1-oxkcun (coenunenue 118)

B creknsnnom ¢Qumakone o6bemoM 20 M coemuHeHHe 2-PTOp-6-((E)-((4-MeTmimumnepasun-1-
nin)umuHo )MeTnn )-4-((E)-4-(muppomuana- 1 -um)ctupmn)denon (u3 npumepa 110 Beime) (102 mr, 0,25 MMoib)
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pactBopsuti B xi1opodopme (5,0 M) u Bo ¢utakon nobasmsuin mCPBA (67 mr, 0,3 Mmons). 3ateM QuiakoH 3a-
KpBIBAJIM M NIEpEMELINBAIN P KOMHATHOH TeMneparype B Tedenue 10 mun. bes kakoit-mnbo oOpaboTku peak-
IIMOHHBIA PAcTBOP 3arpy’kajy HEMOCPEACTBEHHO BO BIAKHYIO OKHCHO-JIIOMHHHUEBYIO KOJIOHKY U 3IOUPOBAIH
muxiopMeranoM-mMetanonoM (0-15%). Ounmennsie ppaxmuy npoaykTa 00BEIUHIN U BRIIAPHUBAIH C ITOTyYe-
HHEM XeJIaeMOTO MPOJYKTa B BHJE TBEPIOTO BEIIECTBA CBETIO-KENTOro 1BeTa (35 Mr, BbIxox 33%).

'H SIMP (500 MTI'n, xmopodopm-d) & 11,36 (c, 1H), 7,77 (¢, 1H), 7,36 (n, J=8,4 I'u, 2H), 7,21 (x,
J=12,0 I'u, 1H), 7,02 (c, 1H), 6,88 (&, J=16,2 I'y, 1H), 6,74 (x, J=16,2 I', 1H), 6,54 (1, J=8,3 I'y, 2H), 3,80 (T,
J=12,5 Tu, 2H), 3,53 (n, J=11,4 T'y, 4H), 3,40 (n, J=11,2 T'u, 2H), 3,32 (ax, J=14,7, 8,1 I'u, 4H), 2,30-1,86 (M,
TH);

XKX-MC m/z [M+H]" paccu. mms CoH,0FN,O,, 425; Haifneno, 425.

pumep 86. (E)-3-®rop-2-ruapoxcu-5-(2-(6-(mupponnanH-1 -uin)mupuIuH-3-1T)BUHIIT) OSH3aIIbIeT U L

(coenunenue 119)
OH

byl

~o

z ¢ N\
-

Oran 1. 6-(ITupponuauH- 1 -1i1)HUIKOTHHAIBACT U

Cwmech 6-xmopaukotuHanbaeruaa (141 mr, 1,0 Mmoss), mupponuauaa (142 mr, 2,0 mmois) 1 hocdara ka-
must (848 wmr, 4,0 Mmoutb) B mrokcane (10 mr) HarpeBanu B TeueHune HOUM npu 95°C. PeaknimoHHYI0 CMeCh OXJIa-
JKJTJTM 0 KOMHATHOM TemriepaTypsl, pa3basisuin Bogoit (20 mur) n sxcrparupoBanu EtOAc (3x20 min). Opranu-
YeCKHe CIION OOBEIUHSIIH, TIPOMBIBAIN COJIEBBIM pacTBOpoM (20 Mir), Cymmiau HaJ 0e3BOMHBIM CylibdaTtom Ha-
TpUSL ¥ KOHLEHTpHpoBamu. OCTaTOK OYMINANM KOJOHOYHOW Xpomarorpaduedl Ha cuiMkareie (IIeTpoJeHHBIN
a¢up/atunanerar = 50:1-15:1) ¢ monmydenuem xenaemoro npoaykra (130 mr, Berxon 74%).

'H SIMP (IMCO-ds, 400 MT'r) 8 9,71 (c, 1H), 8,57 (c, 1H), 7,85 (1, J=9,2 T'u, 1H), 6,57 (1, J=9,6 ', 1H),
3,49 (m, 4H), 1,97 (m, 4H).

Oran 2. 2-(ITupponauaun-1-1mn)-5-BUHUIIUPUINH
Z
X
ZN

(b

Metuntpudenmwidochonus opomun (405 mr, 1,14 mmons) cycrienaupoBanu B TI'® (5 mn) u oxmaxmanu
1o 0°C Ha nensiHOM OaHe B aTMocdepe a3oTa. 3aTeM mo KarisiM nobasisiiu n-Buli (0,46 mo, 1,14 mMons, 2,5 M
B TI'®). Peakumonnyro cmecs nepememmBany B Tedenue 1 4. npu 0°C. 3ateM 1o KamsiM 100aBIIsUId pacTBOP
6-(upponmans-1-un)aukorunansaeruna (100 mr, 0,57 mmons) B TT'® (5 mur). Peaknuonnyio cmeck nepeme-
NIMBaJH B TCUCHHUE | U MpH KOMHATHOM TeMIiepatype. Peakinio raciiy HachIIIEHHBIM PACTBOPOM XJIOPHUIA aM-
MoHnus (20 mun) u skctparupoBamu EtOAc (3x20 mur). Opranndeckue ClIou 00BEIUHSIIU, POMBIBATIH COJICBBIM
pactBopoM (20 MiT), CYyIIHIU HaJ OC3BOAHBIM CYIb()AaTOM HATPHS U KOHICHTPpUPOBaTH. OCTAaTOK HCIOIH30BAIU
B CJICIYIONIECH peakiiuu 06e3 TOTOJTHUTEILHOW OYHCTKH.

XKX-MC m/z [M+H]" paccu. mas C,H4N,, 175; maitneno, 175.

Oran 3. CMechb 5-6poM-3-prop-2-ruapokcudenzanpaeruna (124,3 mr, 0,57 MMons), 2-(UpponuIuH- 1 -m)-
S-puHENTIUpHIUHA (HeouwmmeHHblH, 0,57 wmmons), 1,3-Ouc-(mudenundocduno)nponana (dppp) (47,0 wr,
0,11 mmomnp), mopomka K,CO; (236,0 mr, 1,71 MMonp) u anerata namiaaus (12,8 mr, 0,06 mmons) B IM®DA-
BoJe (2 mii/0,6 M) HarpeBanu B TedyeHne HouM npu 90°C. Cmech OXJIaXIaii 10 KOMHATHOH TeMIlepaTyphl, pas-
Gasysi Boo# (10 mur) m akcTparupoBany stunareratoM (3x10 mur). Opranumdeckue dKCTPAKTHl 0O0BEIMHSIIN,
MIPOMBIBAIHA COJIEBBIM pacTBOpoM (3x10 mur), cymunm Hax 6€3BOTHBIM CYIb(GaTOM HATPUS U KOHIICHTPHPOBAIIH.
OcTaToK OYnIIaIN KOJOHOYHOH XpoMaTorpaduer Ha cuiukarese (TeTpoieiHslit a¢up/stunanerar = 10:1-3:1) ¢
MOJTYYCHUEM KEIAeMOT0 MPOAYKTa B BUJIC TBEPJIOTO BEIECTBA OpPAHXKEBOrO mBeTa (26 Mr, BeIxon 15%, oOmiwmit
BBIXOJT 32 JIBA JTaIa).

'H SIMP (CDCls, 400 MI'y) & 9,97 (c, 1H), 8,24 (c, 1H), 7,69 (x, J=8,8 T'u, 1H), 7,52 (x, J=11,6 ', 1H),
7,44 (c, 1H), 6,91 (n, J=16,0 I'u, 1H), 6,78 (1, J=16,4 I'n, 1H), 6,44 (n, J=9,2 I'u, 1H), 3,54 (m, 4H), 2,06 (M,
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4H);
XKX-MC m/z [M+H]" paccu. ans CisH,,FN,0,, 313; naiineno, 313.
Ipumep 87. (E)-3-®rop-2-ruapoxcu-5-(2-(5-(muppomauanH- 1 -ui1) mupuIH-2- 11 )BUHIIT ) OSH3aITh T U]

(coemunenwue 120)
OH

ol

~o

Cwmech S-¢proprukommHansaeruaa (141 mr, 1,0 mmons), muppommauna (142 mr, 2,0 mmons) u gocdara ka-
s (848 wmr, 4,0 mmoib) B 1rokcane (10 mMr) HarpeBanu B TedeHue HouM rpu 95°C. PeakmoHHyI0 cMech oXJia-
KA IO KOMHATHOH TeMrmepaTypsl, pa3dasisum Bogoi (20 mir) u skerparupoBaimn EtOAc (3x20 mi). Opranu-
YecKUe CIION 00BEeIMHSIIN, TPOMBIBAIIM COJIEBBIM pacTBOpPoM (20 mur), cymuiayn HaJ Oe3BOJAHBIM CyIb()aToM Ha-
TpUsL ¥ KOHLEHTpHpoBamu. OCTaTOK OYMINANKM KOJOHOYHOW Xpomarorpaduedl Ha cuiMkareine (IIeTpoJeHHBII
a¢up/atunanerar = 50:1-15:1) ¢ momydeHuem xenaemoro npoaykra (120 mr, Berxon 68%).

Oran 2. 5-(mupponauauH- 1 -1i1)-2-BUHIIIHPUINH

Meruntpudenundocponus opomun (1,21 r, 3,42 mmons) cycnienauposanu B TT'® (10 mi) u oxnakaanu
1o 0°C Ha nensHOM OaHe B aTMocdepe azoTa. 3aTem 1o kKarisiM go6asisty n-Bulli (1,38 mo, 3,42 mmons, 2,5 M
B TI'®). Peaknmonnyro cMmech nepememmBainy B TedeHue 1 4. mpu 0°C. 3areM 1o KarmisiM Jo0aBIsUTH PacTBOpP
5-(mupponuans- 1 -wn)nukonuHanpaeruaa (300 mr, 1,71 mmone) B TT'® (5 mi). PeaknmonHyro cMech miepeMe-
IIMBaJH B T€UEHHE | U MpH KOMHATHOM TeMIiepaType. Peakmuio racuiy HaCHIIIEHHBIM PACTBOPOM XJIOPUIA aM-
monus (30 mun) u skctparupoBamu EtOAc (3x30 mur). Opranndeckue cJIou 00BEIUHSIIN, POMBIBATIH COJICBBIM
pactBopoMm (30 M), cymmvuim Haj 0€3BOTHBIM CYJTb()AaTOM HATPHUS i KOHIICHTPHPOBAIIH.

OCTaTOK HCIIONB30BAN B CIEIYIONMIEH peakuy 0e3 JOMOTHUTEIEHOW OYHUCTKH.

Oran 3. Cmech 5-0pom-3-drop-2-ruapokcudenszansaeruaa (373 mr, 1,71 mmons), S-(nmupponauaus-1-nm)-
2-BUHWINUpUANHA (HeouuineHHsld, 1,71 Mmons), 1,3-Omc-(qudenundocduno)nponana (dppp) (141 wr,
0,33 mmoms), moporka K,CO; (708 mr, 5,13 Mmoib) u anerara nayvtagus (38,4 mr, 0,18 mmons) B IM®A-Boze
(6 mn/1,8 mur) HarpeBanu B Tedenue HouM npu 90°C. Cmech oxmaxaanu 1o KT, paz6asisaau Bogo# (10 ) u
JKcTparupoBaiy dtuianeTaroM (3x10 mi). OpraHudeckue dKCTPaKThl 00BEIUHIIH, TIPOMBIBAIA COJIEBBIM pac-
TBOpoM (3x10 M), cymmiau Haj O€3BOTHBIM CyIb(haTOM HATPUS M KOHIEHTpUpoBaiH. OCTaTOK OYHINAIH KOJIO-
HOYHOW Xpomarorpadueil Ha cunnkarene (merposneiHslit a¢up/strnanerar = 10:1-3:1) u npombiBaan KoMOHHa-
IMel TeTpojeHHOro 3¢upa/IuXIopMeTaHa C MOJyYeHHEM JKEJIaeMOro NMpPOJXYyKTa B BHAE TBEPJIOIO BELIECTBA
OnmemHO-xKeNnTOro 1BeTa (45 Mr, Beixoa 8% 3a /Ba Tana).

'H SIMP (IMCO-dg, 400 MI'my) & 10,99 (yur, 1H), 10,29 (c, 1H), 7,96 (c, 1H), 7,84 (n, J=12,4 T'u, 1H),
7,64 (c, 1H), 7,35 (n, J=8,4 T'n, 1H), 7,28 (n, J=16,4 I'n, 1H), 7,14 (7, J=16,0 Ty, 1H), 6,90 (n, J=8,8 ', 1H),
3,30 (M, 4H), 1,97 (M, 4H);

XKX-MC m/z [M+H]" paccu. ms C,gH;-FN,O,, 313; raiineno, 313.

[Tpumep 88. 1-(((E)-3-¢dTop-2-runpokcu-5-((E)-4-(muppomuana- 1 -1i1) CTHPHIT) OSH3WITHIEH ) aMIHO ) -
AMUAA30IUANH-2,4-110H (coeauaenue 121)
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VYkazaHHOe B 3aroJioBKe COEIWHEHHE IoJlydaad B oOmeMm, Kak ONKMCaHO B cxeme 6b.
(E)-3-®rop-2-ruapokcu-5-(4-(muppouauH- 1 -Fi1) CTHPHIT ) OSH3 AT IS THT (200 MT, 0,64 MMOJTb),
1-aMuHOMMUIA30MANH-2,4-trnoHa ruapoxiopun (195 mr, 1,28 mmonb) u TOA (195 mr, 1,92 Mmmons) pacTBopsi-
T B ATaHOJIE. PEakIIMOHHYIO CMECh KUIISITHIM ¢ OOpaTHBIM XOJIOTMIBHUKOM B TeueHue 2 4. PactBoputens yna-
JsUH, a ocTaToK (hrmnbTpoBany. Ocagok MPOMBIBAIH TAHOJIOM W CYIIWJIHM B yCIOBHSAX BaKyyMa C IOIyYeHHUEM
YKa3aHHOTO B 3aroJIOBKE COCTMHEHHS B BHIIE TBEPAOTO BemlecTBa opamkeBoro meera (200 mr, Berxox 76%).

'H SIMP (JIMCO-dg, 400 MI'ty) & 11,42 (ym, 1H), 10,78 (ym, 1H), 8,01 (c, 1H), 7,51 (c, 1H), 7,40 (x,
J=8,8 I'u, 2H), 7,02 (n, J=16,4 I'y, 1H), 6,89 (1, J=16,4 I'u, 1H), 6,54 (1, J=8,8 'y, 2H), 4,41 (c, 2H), 3,26 (M,
4H), 1,95 (M, 4H);

XKX-MC m/z [M+H]" paccu. ans C,,H, FN,4O3, 409; naiineno, 409.

Mpumep 89. (E)-3-Prop-2-ruapokcu-5-((E)-4-(mupponuaus-1-un)ctupuin)oensansaerun  O-3THIOKCUM
(coenunenue 122)

VYka3aHHOE B 3arojOBKE COCIMHEHHsI TOJIy4Yalll C TIOMOIIBIO aHAJOTHYHOTO CHOCc00a, Kak OMHCaHO B NpPH-
Mepe 88 u B oOmeM Kak ommcaHo B cxeme 6b, ucmonb3ys (E)-3-drop-2-ruapokcu-5-(4-(mupponuaus-1-
win)ctupuin)oenszanpaerun (200 mr, 0,64 mmons), O-3TrnruapokcnamuHa rugpoxyopun (75 mr, 0,77 MMoib) U
TOA (129 mr, 1,28 MMoOIIB), ¢ TIOTYYCHHEM YKa3aHHOTO B 3ar0JIOBKE COCIMHEHHS B BHJIE TBEPAOTO BEIIECTBA
OsteHO-x)enroro nBeta (140 mr, Berxoq 61%).

'H SIMP (CDCls, 400 MI') & 10,08 (ymr, 1H), 8,19 (c, 1H), 7,40 (n, J=8,4 T'u, 2H), 7,30 (m, 1H), 7,03 (c,
1H), 6,91 (&, J=16,0 I'y, 1H), 6,78 (&, J=16,0 I'y, 1H), 6,61 (M, 2H), 4,28 (x, J=7,1 T'n, 2H), 3,36 (M, 4H), 2,07
(M, 4H), 1,38 (1, J=7,0 T'y, 3H);

XKX-MC m/z [M+H]" paccu. mms C,H,3FN,0,, 355; Haifneno, 355.

IIpumep 90. (E)-2-Dtop-6-(ruapoxcumeTin)-4-(4-(mupponuauH- 1 -wmr)ctupuin)peron (coennuenue 123)

OH

B kpyrmomonHoi kombe ob6bemom 25 wmu LiAlH; (26 wmr, 0,64 MMoab) m00aBIsTH K PacTBOPY
(E)-3-¢rop-2-runpoxcu-5-(4-(mmppomuans- 1 -mn)ctupmn)oenszanpaeruaa (100 mr, 0,32 mmons) B TI'® (5 M)
npu 0°C. PeakunoHHyI0 cMech nepeMeluBain B TeueHue 30 MUH. P KOMHATHOM TeMIepaType U racuiu Jie-
JsTHOHM Bostoi. CMech AKCTParupoBaId STHIIAICTATOM TPIKABL. OpraHUYecKUe IKCTPAKTHI O0BEIUHSIIN, TIPOMEI-
BaJIM COJICBBIM PacTBOPOM, CYIIWINA HaJ O€3BOAHBIM CyNIb(haTOM HATPHUs M KOHIEHTpUpoBamu. OcTaTok mepe-
MEIIMBAIA B KOMOWHAIIMH TeTpoJieiiHoro 3dupa/muxiopmerana u GuabTpoBain. Ocagok CYIIWIA B YCIOBUAX
BaKyyMa C ITOJydCHHEM YKa3aHHOTO B 3arojIOBKE IPOIYKTa B BHIE TBEPIOTO BEIIECTBA 3eieHoro mneera (50 mr,
BbIX0H 50%).

'H AMP (JIMCO-dg, 400 MI'1r) & 9,48 (ym, 1H), 7,37 (1, J=8.,8 T'u, 2H), 7,24 (m, 2H), 6,95 (1, J=16,4 T,
1H), 6,84 (x, J=16,4 I'u, 1H), 6,53 (1, J=8,8 I't, 2H), 4,52 (c, 2H), 3,25 (M, 4H), 1,98 (M, 4H);

XKX-MC m/z [M+H]" paccu. mas C,oH,0FNO,, 314; Haiinero, 314.

[Mpumep 91. (E)-2-((HuknonponuiaaMuao )MeTHn)-6-Grop-4-(4-(mupponuaus- 1 -uin)crupuin)penon (coeau-
HeHue 124)

- 131 -



042453

OH

A

9
o

PactBop (E)-3-¢rop-2-runpokcu-5-(4-(mupponuaus- 1 -wr)ctupun)oensanpaeruaa (120 mr, 0,39 mmons) u
mukionpornadamMuna (27 mr, 0,47 MMonb) B MetaHosie (5 MJI) IepeMElIMBaId B TEUCHUE 2 4 NMPH KOMHATHOM
temriepatype. Jobasmsun nuanobopruapua Hatpust (121 mr, 1,93 MMoIIb) U peakIIMOHHYIO CMECh HarpeBajid B
Teuenne Houu mpu 50°C. PacTBopHTeNs yaaisuid B yCIOBHAX BaKyyMa, a OCTaTOK pa30aBiisuii Bojgoi. Cucremy
noakucstin 1o pH 5-6 m skcTparupoBany TUXJIOPMETAHOM JBaKAbl. OpraHUYecKHe SKCTPAaKThl 00BEIHHSIIN,
CyImMIn HajJ 0e3BOJHBIM CyJIb()aToOM HATpus M KoHHeHTpupoBaiu. OcraTok ounmanu npenaparusHoii TCX c
TIOJTy9YeHHEM YKa3aHHOTO B 3aTOJIOBKE NMPOIYKTAa B BHUIIE TBEPAOTO BemlecTBa Oeoro mseta (55 mr, Beixox 38%).

'H SIMP (CDCl;, 400 MI'u) & 7,38 (n, J=8,8 T'm, 2H), 7,15 (1, J=12,0 Tu, 1H), 6,92 (c, 1H), 6,88 (x,
J=16,0 I'u, 1H), 6,75 (m, J=16,4 I', 1H), 6,56 (&, J=8,8 ', 2H), 4,13 (c, 2H), 3,34 (M, 4H), 2,27 (m, 1H), 2,03
(M, 4H), 0,58 (M, 4H);

XKX-MC m/z [M+H]" paccu. mas Co,H,sFN,O, 353; Haiinero, 353.

[pumep 92. 2-((E)-((4-LluxnonpormnmnunepasuH- | -uin)uMuHO0 )MeTHN )-6-PpTop-4-((E)-4-(muppommaun-1-
un)ctupui)peHon (coenuaenne 125)

A

e

VYka3aHHOE B 3arojI0OBKE COCIMHEHHsI TOJIy4Yalli C TIOMOIIbI0O aHAJOTHYHOTO CHOC00a, KaK OMHCaHO B NpPH-
Mepe 88 u B oOmeM Kak ommcaHo B cxeme 6b, ucmonb3ys (E)-3-drop-2-ruapokcu-5-(4-(mupponuaus-1-
nn)ctupun)oenzanpaerus (200 mr, 0,64 MMOITB), 4-IUKIOMPONIIITTUIIEpa3HH- 1 -aMuHa AuTHApoXIopua (165 mr,
0,77 mmoms) u TOA (195 mr, 1,93 MMoITB), C TIOIYYCHHEM YKa3aHHOTO B 3aT0JIOBKE COSIMHEHHS B BUIE TBEPIO-
TO BemecTBa OieqHo-xenrtoro mera (240 mr, Berxox 86%).

'H IMP (JIMCO-dg, 400 MI') & 11,56 (ym, 1H), 7,92 (c, 1H), 7,34 (m, 4H), 6,99 (1, J=16,4 T'u, 1H), 6,83
(m, J=16,4 T'u, 1H), 6,54 (7, J=8,4 T'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);

KX-MC m/z [M-H] paccu. mnsa Co6H;z FN4O, 433; Hatineno, 433.

ITpumep 93. 2-((E)-((4-Otunmunepasus- 1 -un)umuno )Metnin)-6-dprop-4-((E)-4-(mupponuaus-1 -
win)ctupuin)denon (coenunenue 126)

b
N

S

VYkazaHHOE B 3aTOJIOBKE COCTUHEHHS MOJTyYalld C MIOMOIIBI0 aHAJIOTHYHOTO CIoco0a, KaK ONMMCAHO B MPH-
Mepe 88 m B oOmieM Kak omwcaHo B cxeme 6b, mcronbdys (E)-3-¢rop-2-runpokcu-5-(4-(muppomuaus-1-
un)ctupun)oersanpaerun (100 mr, 0,32 mmons), 4-aTunmunepasuH-l-amuHa guruapoxiopun (78  wr,
0,38 mMonb) 1 TOA (97 mr, 0,96 MMOIIB), € TIOJTyYEHHEM YKa3aHHOTO B 3ar0JIOBKE COCIMHEHHS B BHJIE TBEPAOTO
BerrecTBa OyenHo-xenroro nseta (100 mr, Beixox 74%).

'H SIMP (JIMCO-dg, 400 MTI'y) & 11,57 (ym, 1H), 7,92 (c, 1H), 7,36 (m, 4H), 6,99 (1, J=16,4 'y, 1H), 6,83
(n, J=16,4 I'n, 1H), 6,54 (1, J=8,4 ', 2H), 3,25 (M, 4H), 3,16 (M, 4H), 2,56 (M, 4H), 2,39 (x, J=7,2 ', 2H), 1,96
(m, 4H), 1,04 (t, J=7,2 T'u, 3H);

KX-MC m/z [M-H] paccu. mns C,sHs 1 FN4O, 421; natineno, 421.

[Mpumep 94. 2-drop-6-((E)-(Mmopdommuonmuno)metnin)-4-((E)-4-(mupponuann-1 -um)ctupun)deron (co-
equaenue 127)
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VYka3zaHHOE B 3aT0JIOBKE COCIUHCHHUE MOTYYalld C MOMOIIBI0 aHAJIOTHYHOTO CIIoc0o0a, KaK OMUCaHO B TPH-
Mepe 88 u B oOmeM Kak ommcaHo B cxeme 6b, ucmonb3ys (E)-3-drop-2-ruapokcu-5-(4-(mupponuaus-1-
wi)ctupun)oensanpaerun (200 mr, 0,64 mmoins) u Mophomua-4-amus (130 mr, 1,28 MMOJIB), C TOTyYCHUEM YKa-
3aHHOTO B 3aT0JIOBKE COCAMHECHIUS B BUIE TBEPJOTO BEIIECTBA OyieAHO-KenToro 1eeTa (220 mr, Berxox 87%).

'H SIMP (IMCO-ds, 400 MTI') & 11,44 (ymm, 1H), 7,99 (c, 1H), 7,36 (m, 4H), 6,99 (1, J=16,4 T'u, 1H), 6,83
(n, J=16,4 T'u, 1H), 6,54 (1, J=8,8 T'y, 2H), 3,79 (M, 4H), 3,25 (M, 4H), 3,15 (M, 4H), 1,96 (M, 4H);

XKX-MC m/z [M+H]" paccu. mms Co3H,6FN;0,, 396; Haifneno, 396.

IMpumep 95. tper-bytun 4-(((E)-3-drop-2-ruapokcu-5-((E)-4-(mupponuanH- 1 -vr)cTupui )OS H3WITHACH )-
aMUHO)TUTIepa3uH- 1 -kapOokcunar (coenmuaenue 128)

o
ﬁNJ\oJ<
A

S

YkazaHHOE B 3aT0JIOBKE COCIUHEHHE MOTyYalld C IIOMOIIBI0 aHAJIOTHYHOTO CIToco0a, KaK ONMHCaHo B IPH-
Mepe 88 m B oOmeM Kkak omwcaHo B cxeme 6b, mcmonbdys (E)-3-¢rop-2-runpokcu-5-(4-(muppomuaus-1-
nn)ctupun)oenzanpaerun (200 mr, 0,64 MMonb) U TpeT-OyTrn 4-amuHONUTIEpa3uH-1-kapOokcwmnar (259 wr,
1,28 MMoOIIB), ¢ TOJIyYeHHEM YKa3aHHOTO B 3aroJIOBKE COSOMHEHHS B BHJE TBEPIOTO BElIecTBa OEJOro IBeTa
(155 wr, Bexox 49%).

'H SIMP (JIMCO-dg, 400 MTI') & 11,42 (ym, 1H), 7,98 (c, 1H), 7,36 (m, 4H), 6,99 (1, J=16,0 T'u, 1H), 6,84
(m, J=16,8 I'u, 1H), 6,54 (1, J=8,8 'y, 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. ans C,sH3sFN,O;, 495; naiineno, 495.

[Mpumep 96. 2-Orop-6-((E)-(munepazun-1-mmumuHo )Metwn)-4-((E)-4-(muppommana-1-min)ctupun)enona
THIAPOXJIOPH] (XJIOPUCTOBOIOPOIHAS COJIb cOeqUHEHMs 129)

OH \N,N(\\)NH

[omyuennsiit Beime tpet-0yTn 4-(((E)-3-dbrop-2-ruapokcu-5-((E)-4-(muppomuanH- 1 -vt)cTUprT ) OCH3 -
WJeH)aMUHO )aTiepa3uH- 1 -kapookcwnar (90 wmr, 0,18 mmons) (cMm. mpumep 96 Bbime) obOpabaTeiBai OH.
HCl/auokcanom (5 M), GUABTPOBAIH U MTPOMBIBATH HEOOJBIITNM KOJUIECTBOM JUXJIOPMETaHA C MOJYICHHEM
Boc-He3anuieHHo  XJIOPUCTOBOJAOPOJHONM COJIM B BHJIE TBEPIOTO BemmiecTBa Oernoro 1mBera (55 wr,
BbIX01 70%).

'H SIMP (AMCO-dg, 400 MI'm) & 11,13 (ymr, 2H), 9,97 (yur, 1H), 9,20 (ym, 2H), 8,04 (c, 1H), 7,41 (M,
4H), 7,00 (m, J=16,4 T'n, 1H), 6,84 (m, J=16,8 T'm, 1H), 6,58 (7, J=8,4 I'u, 2H), 3,41 (M, 4H), 3,28 (M, 8H), 1,97
(M, 4H);

KX-MC m/z [M-H] paccu. mnsa C,3H,7FN4O, 393; Haiineno, 393.

Bronornueckuii npumep 1. Ananus in vitro.

Cunretndyecknii auanuiabHeii mumnonporen (Pam2CSK4, aronnct TLR2/6) u cuHTeTHYECKNH TpHALIMIIB-
uei Junonporend (Pam3CSK4, aronnct TLR1/2) monydanu ot InvivoGen U pacTBOpsUIM B HE COJAEpKaIlei
9HJIOTOKCHHBI BOJIE 10 KOHLEHTPALMK | MI/MII, IEpEeMENINBAIN BUXPEBLIM CIIOCOOOM 10 MOJHOM COJIFOOMIH3a-
Ui ¥ XpaHwin B anukBotax npu -20°C. Ilepen moOaBieHHEM K KJIETKAM AJIHKBOTY PACTBOPEHHOIO JIUTAH/A
HEZOJIr0o TePEeMEeIUBaI BUXPEBBIM CIIOCOOOM, a 3aTeM pa30aBisuin B cpeae a0 25 Hr/ma Pam2CSK4 wmun
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1000 mr/mi Pam3CSK4. ECsy aroHHCTOB JUIs KaXIOTO aHAIU3a OMPECISUTA C MMOMOIIBI0 3-KPaTHBIX pa3Beie-
HUHM KaXJIO0ro aroHWCTa W3 CICAYIOMIMX MCXOTHBIX KOHIeHTpauui: 5 Hr/miu mis Pam2CSK4 u 200 Hr/mm s
Pam3CSK4.

Tectupyemble COeTMHEHUS CBEKUMHU PACTBOPSUTH 10 UCXOAHBIX pacTBopoB 10-20 MM B JIMCO u obpabda-
THIBIH YJIBTPA3BYKOM B TeueHHE 5-10 MUH B yIbTPa3ByKOBOM JHUCTIEpraTope Ha BoasHOM OaHe. CepuifHble pas-
BeneHus Obutn mosrydensl B JIMCO, a 3ateM pasbasieHsl B cpene. Koneunast konnentpamus JIMCO, koTopas
OblJIa UCITOJIB30BaHA B aHAIM3e, cocTaBuia 1%.

Pemoprepusie kietkn HEK-Blue hTLR2 (InvivoGen) mpencrasisitor coboit knetkun HEK-293, xoTopsie
cTabuiIbpHO dKcnpeccupytoT reH TLR2 dyenoBeka m penopTepHy0 KOHCTPYKIHIO CEKPETHPYEeMOil aMOpHOHAb-
HoOM menmounoi docdarazsl (SEAP) Hmke caiitoB mpomoTtopa NFkB. Penoprepnbie knetkn HEK-Blue hTLR2
KYJIbTUBUPOBAIIA B COOTBETCTBHH C IMPOTOKOJIOM MPOU3BOIUTEINS, UCIONB3YysA cpeny Wrma B momaudukanuu
Hyneoexko (DMEM; Gibco), copepxamryto 1X GlutaMax (Gibco), 10% vHAKTUBHPOBaHHYIO HarpeBaHUEM (e-
TaJIbHYIO OBIYBIO CBIBOPOTKY (Gibco), Pen-Strep (50 en/mir nennnmmHa, 50 Mr/mn crpentomununa, Gibeo),
100 mxr/mn Hopmonuna (InvivoGen) u cenextuBHble anTHOHOTHKH, 1Xx HEK-Blue Selection (InvivoGen). Pea-
redt Quanti-Blue (InvivoGen) i 0OHapyXeHUS U KOJMYESCTBCHHOTO OIPEICICHUS CCKPETUPYEMO IIEIIOTHOM
(dhocdarazer pacTBopsr B 100 M1 HE cofieprkalieit SHA0TOKCHHBI Bobl, HarpeBau A0 37°C B Teduenue 30 MuH, a
3aTeM (puITbTpoBay, ucnoib3ys 0,2 MKM MeMOpaHy.

buonoruueckuii mpumep 2. Ananu3 Ha antaroausm HEK-Blue hTLR2.

Ha cytkm 1 50 MKi pa3BeneHHS KaXIOTO TECTHPYEMOTO COSAMHEHHS B JBYX IOBTOPHOCTSX WM KOH-
TPOJBLHOTO PACTBOpa AO0ABISUIM B KKIYIO JIYHKY 96-JIYHOUHOTO IUIAHIIETa C MOCISAYIONUM J00aBICHHEM
150 M1 kinerounoii cycnensun HEK-Blue hTLR2 (1x10° knerox/myrKy) u mHKyGupoBanu mpu 37°C/5% CO, B
tederue 2 4. 3areM 50 Mk kaxaoro aronucta (Pam2CSK4 nmun Pam3CSK4) B koHIEHTpaIy MPUOIU3UTEIHHO
3xECs) mobaBnsuin B JIyHKH, COZIEpIKAIME TECTHPYEMble COSAMHEHUS WM KOHTPOJIbHBIN pacTBop. [InaHmeTs
3areM uHKyOMpoBanmu npu 37°C/5% CO, B Teuenme 18 4. [Ing xaxxmoro ananmsa HeoOpaOOTaHHBIE KICTKH
HEK-Blue hTLR2 o6pabarsiBany CepuiHBIME pa3BEACHUSIMHU arOHUCTOB JJIs onpeneneHus 3HadeHuit ECs mis
COOTBETCTBYIOILIETO aHAIN3A.

Ha cytku 2 akTHBHOCTB cekpeTHpyemoii menounoi ¢ocdarassl (SEAP) Obuta oOHapysKeHa B CylepHATaH-
Tax KIJIETOYHBIX KyJIbTyp. Bkparme, 20 MK coOnpany n3 KakIoW JIyHKH ¥ TIEPSHOCHIIN Ha 96-ITyHOUHBIH TUIaH-
met. 3ateM 200 MK peareHTa a1 ooHapyxeHus Quanti-Blue 1o6aBisiin B Kaxyto JiyHKY. [ImaHmeTs nHKy-
OupoBai MPU KOMHATHOW TeMIieparype B TeueHue 15 MuH 1 aktuBHOCTE SEAP oreHnBaiy ¢ moMouipio 3Have-
aus OIl criekTpodoromeTpa nipu 655 HM. B Tabim. A moka3aHbl 3HAYEHUS aKTUBHOCTH COSAMHEHHUH, MPOTECTH-
poBanHbIX B KieTkax HEK, ucmonb3yst Pam2CSK4 n Pam3CSK4 B kauecTBe aroHUCTOB. AKTUBHOCTD COEMHE-
Hul otHOcUTenbHO Pam2CSK4 n Pam3CSK4 npencrasnena B Buze 3HadeHui [Csy 1s1 OTBETa OT KIIETOK, 00pa-
OOTaHHBIX ATOHUCTAMH C BEIYTEHHBIM (DOHOBBIM CHUTHAJIOM.
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Tabmuma A
CoennHeHne ICso (MkM) ¢ 1Cs0 (MKkM) ¢
u3 npumepa Ne Pam2CSK4 Pam3CSK4
1 32 1.7
2 5.3 1.4
3 4.8 3,1
4 5,5 4
5 4 32
6 25 23
7 7.9 6,2
8 63 55
9 >100 >100
10 4,6 3,8
11 1,1 1
12 1,4 1,3
13 45 3.8
14 57 42
15 14,7 12,6
16 5.9 6,9
17 2,0 2.1
18 10,4 122
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 74 93
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
3 1 0,3
38 4.4 5
3 12,8 15.4
40 23 2.5
41 35,1 29,8
42 3, 45
43 32,8 40,7
44 3 32
45 5 0,7

>
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46 1.4 I
47 13 0,9
48 1 0,6
49a 0,5 0,6
49b 0,8 0,8
50 10 6,7
51 713 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 23 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 1,2
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
3 45 43
74 6.3 7
75 12 1,3
76 0,4 0,5
77 1,4 1,1
78 1 0,9
79 44 6
80 28,4 14,8
81 16,4 13,2
82 2,1 2,1
33 36,7 38,9
84 3,4 3,1
85 4,5 1,9
86 3,8 4,1
87 3,9 3,3
88 11,2 7,9
89 29,5 29,6
90 54 8,5
91 30,6 82,1
92 26,6 32,3
93 24,5 3,2
94 2.9 1,4
95 4,4 3,6
96 3,2 1,3
OOPMVIJIA U3OBFPETEHUN A
1. Coennnenue ¢popmysl (A)
R1
Gy 26,
be
Y
G/(’;7 R®
Gl
o (),

WIH TayTOMeEDp, WU (papMareBTHIeCKU IpueMiieMast CoJIb JIF000T0 U3 BBIIICTICPEUHCICHHBIX,

{ 1
Tae ~-/ YKa3bIBac€T, YTO KOJBLO ABIACTCA HACBIMICHHBIM, YACTUYHO HCHACBIMICHHBIM HJIU ITOJTHOCTBIO HE-
HAaCBIIICHHBIM
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03
g Gg=-2Gg
YKa3bIBaeT, UTO s npucoeanHeH B E- win Z-koHdurypanumy;

G u G,, KaXabIil HE3ABUCUMO, TIpeACTABISIOT co00it CR* mn N;

R* npencrapnsteT co00i BOIOPO MM TAIOTEH;

omun u3 R' u R? mpesicrapnser co6oii -OH, a ipyroii BEIGPaH U3 PYIIIBI, COCTOSIIEH H3:

(a) -C(O)R?,

(b) -CH=NR’,

(c) -S(O)R”,

(d) -S(O),R",

(e) -NHC(O)R,

(f) -NHS(O),R®,

(g) -C,-Cg-ankmi-R',

(h) -C,-C¢-ankenmn-RE,

(i) C;3-Cg-umkmoankmia, HE3aMEIMIEHHOTO WJIM 3aMEIIeHHOTO 1-5 3aMecTUTeNsIMH, BBIOPAHHBIMH
n3 Tpymmbl, cocrosimeid 3 =0, Ci-Cg-ankmma, C,-Cg-ramorenankmna, rainorera, -OH, -C(O)H, -C(O)OH,
-C(0)0-C,;-C¢-ankmia, -O-C;-Cg-ankuna u C;-Cg-1iukiioankunia,

(j) C;-Cg-nmkmoankeHmiIa, HE3aMEIICHHOTO WM 3aMEIICHHOTO 1-5 3aMeCTHTENsMH, BBIOPAHHBIMH
u3 rtpymmsl, coctosmeir u3 C-Cg-anmkmna, C;-Cg-ranorenankwia, ramorena, -OH, -C(O)H, -C(O)OH,
-C(0)0-C,;-C¢-ankmia, -O-C;-Cg-ankuna u C;-Cg-1iukitoankumia, u

(k) rereporuKIOANKKUIa, HE3AMCIICHHOTO WM 3aMCIICHHOTO 1-5 3aMECTHTENsMH, BBHIOPAHHBIMH
n3 rpynmel, coctosimet w3 Ci-Cg-amkmma, C;-Cg-ramoreHankwmia, ramoreHa, -OH, -C(O)H, -C(O)OH,
-C(0)0O-C,-C4-ankmina, -O-C-Cg-anmkuina u Cs;-Cg-ITUKIO0ATKHIIA;

R?, R®, R® 1 R®, kaskplii HE3aBHCHMO, TIPEICTABIISIOT COOOIA:

(a) Ha

(b) C,-Cg-anxum,

(c) C,-Cg-amxenun,

(d) C,-Cg¢-ankuHmn,

(e) C;-Cg-raoreHamKmi,

(f) 3-10-unmeHHBII reTepONUKIII, HE3aMEIIICHHBIN WM 3aMCIICHHBIH 1-5 3aMecTUTENIMU, BRIOPAaHHBIMH U3
rpymmel, cocrosmiei u3 C;-Cq-amkmna, C;-Cg-nmknoankmia, =0 u -C(0)0-(C;-C¢-anxuina),

(g) 5-18-uneHHBII reTepoapuil, He3aMEIICHHBIA WM 3aMENICHHBINA 1-5 3aMeCcTUTENsIMU, BEIOPAHHBIMU U3
rpymel, coctosmien u3 C;-Cq-amkmna, C;-Cg-nmknoankmia u -C(0)0-(C;-Cy-ankmia),

(h) 6enzounn wn

(i) ctupw;

RY npencrasisier coboii:

(a) Ha

(b) C,-Cg-anxum,

(c) C,-Cg-amxenun,

(d) C,-C¢-ankuHm,

(e) C;-Cg-raoreHamkui,

(f) reTepouMKIIIII, HE3aMEIIICHHBIA WIIM 3aMEIICHHBIN 1-5 3aMecTHTENSIMU, BRIOPAHHBIMH W3 TPYIIIIEI, CO-
crosimedt m3 C-Cg-ankmna, Ci-Cy-ranorenankmia, ragorena, -OH, -C(O)H, -C(O)OH, -C(0O)O-(C;-C¢-ankuina),
-0-C;-Cg-ankuna) u C;-Cg-1iuKitoankuia,

(g) rerepoapwi, He3aMEUICHHBIH WM 3aMEIICHHBIN 1-5 3aMECTHTENsIMH, BHIOpaHHBIMH W3 TPYIIIBI, CO-
crostmeit m3 C;-Cg-ankmna, C,-Cg-rasorenankuia, ramoreta, -OH, -C(O)H, -C(O)OH, -C(0O)O-(C,-Cs-ankmna),
-O-(C,-C4-amkmmna) u C3-Cg-IIMKITOATKUIIA, WA

(h) 6enzon;

R" 1 RE, ka/pIii He3aBUCHMO, IIPEACTABISIOT coboii -OH, HezamemenHsii retepoapm, -NR™R", Gerzont
WA CTUPHIT;

R™ u R", kaxplii He3aBucUMO, TipeacTaBistoT coboit H, C-Cg-ankuin, Cy-Cg-ankenni, Cy-Cg-aTIKHHUIT JTH-
00 C;-Cg-IIMKIOAIKHI, HE3aMEIICHHBIA I 3aMEIICHHBIN 1-5 3aMecTHTENs MU, BRIOPAaHHBIMU W3 TPYIIIBI, CO-
crosiuedt 3 Ci-Cg-ankuna, C;-Cg-ranorenankuia, rainoresa, -OH, -C(O)H, -C(O)OH, -C(0)0O-C;-C4-ankuia,
-0-C;-Cs-anxuna n C3-Cyg-LUKI0ANKUIIA;

R’ npescrasnser coboii:

(a) 5-6-4eHHBIH reTepoIMKINI, He3aMEeeHHbBIH HITN 3aMeIleHHbIH 1-5 3aMecTuTeNsIMy, BRIOpaHHBIMA 13
rpynmbl, cocrosmen u3 C-Cg-ankmna, C;-Cg-miuknoankuna, =0 u -C(0)O-(C,-Cg-anmkuna),

(b) Cs-Cyr-apun, He3aMEUEHHBIM WM 3aMEIIEeHHBIA 1-5 3aMecTUTeNsIMH, BRIOPAHHBIMU M3 TPYIIIEI, CO-
crostmeit n3 C-Cg-ankmna, Cs;-Cg-muxmoankmia u -C(0)0-(C,-Cg-ankuna),

(c) -OR¥,
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(d) -NHR,

(e) -NHC(O)R,

(f) -NHS(0),R* mmu

(g) -NHC(NH)NH,;

RX npencraBiser coboit C-Cg-amkmn, C,-Cg-amkenmn, C,-Cg-amkuami, Ci;-Cg-IIMKIOATKWIT — WIH
CG-Clg-apI/UI;

R? npencraisier coboit H, C;-Cg-ankwmn, C;-Cg-anxoxcu unu ranore, rae C,-Cq-ankun u C,-Cg-ankokcn
u3 R , KQ)KJIBIM HEe3aBUCUMO, SIBIISIIOTCS HE3aMEIICHHBIMU WIIH 3aMEICHHLIMHE 1-5 ranorenamu;

rae:

xorma R' wmm R? mpencrasmnster co6oit -(C;-Ce-ankum)-OH mmu (C;-Ce-ankmn)-NR™R", rze R™ u R”, kax-
IIBIH, mpencTaBisitoT cobor Ci-Cg-ankm, R’ BBIOpaH u3 rpynmsl, cocrosimeit u3 C;-Cy-anmkuina, Cy-Cy-alkoKCH U
TaJIOTCHA;

korma R' mm R’ MPEJCTAaBIsIeT COOOM He3aMemeHHBIH wWin 3aMemeHHBI  C;-Cg-IIMKIOANKILI,
-NHC(O)CH; wu -S(0),-R°, rme R® mpescrasisier co6oii He3aMEIICHHbINA UM 3aMEIICHHBIN TeTePOIMKIIIIL,
R’ BBIOpaH U3 Tpymnmbl, coctosmei n3 Ci-Cg-amkuina, C,-Cg-aJIKOKCH 1 TaJIOTeHa,;

korma R' mmm R? mpexcraemsier coboit -CHO, R’ BeIOpaH M3 TpYIIBL, COCTOSIICH W3 BOXOPOJA,
C,-C4-aIKOKCH M rajloreHa;

xorma R' mwm R? mpencrasisier co6oii -C(O)CHs, R® BiGpan u3 rpymmbl, coctosimeii 13 Cp-Cg-aIKOKCH H
TaJIOTeHA;

xorma R' win R? mpexncrasisier coGoii -C(O)CH(Br)CH; mnu -C(O)CH(Br)CH,CH;, G, mpeacTasmsier co-
ooii C wiu CH;

xoraa R® mpencraBnser coGoii Bogopos, He Gosnee uem omuH u3 R®, R®, R u RY HpeACTaBIsIET cOOOM
-CF;, He Gonee yem ozu w3 R®, R®, R u R® npexncrasmsier co6oii -CH; 1 He Goee uem oaus 3 R®, R®, R®
u R% npeacrasisiet coboi -OH;

Y npencrasnser coboii -C(0O)- umu otcyreTByert, a R* m R®, kasplii, npeacrasisor coboit H mmm

Y orcyrerByer, a R* u R® 06beauHsIOTCS [T 06pasoBaHus -S-;

G; npeacrasisier coboit CH(X-R®), C(X;-R*), N,N(X;-R*), S mwm O;

G, npencrasisier co6oit CH(X,-R®), C(X,-R®), N,N(X,-R®), S mnu O;

Gs npeacrasisier co6oit CH(X3-R%), C(X5-R*), N,N(X5-R®), S mwm O;

Gg mpeacTaBseT co0oi CH(X4-R6d), C(X4-R6d), N,N(X4—R6d), S, O uim OTCYTCTBYET;

G- npencrasisiet coboit N, C niu CH;

rae, korna Gs npeacraBiser co6oit N, mpuMeHseTcst o MeHbIei Mmepe oauo u3 (i), (ii) u (iii):

(i) mo menbieit Mmepe oauH u3 Gz, G4 u Gg He saBisiercss CH;

(i) R* 1 R® 00beMHsI0OTCS 11 06pa30oBaHus -S-;

(iii) R mpencrasnser coboit -OCH; mu ranores;

dohy

m Ui

d~hy
Xy, X3, X3 1 Xy, KOKIBIH HE3aBUCUMO, OTCYTCTBYIOT, IPECTABISIOT COOOM A

m paBHO 1-6;

Réa, R6b, R* u R6d, KK HE3aBUCUMO, MpeAcTaBisitoT coboi Bomopoa, Ci-Cy-ankmi, C;-Cg-aNKoKCH,
rajoren, -OH, -NRPRY C4-Cs-apun, rerepoumkmmn, rerepoapus, -(C;-Cg-alKun)reTeponuKIInI,
-OC(O)-rerepormkmmt, -C(O)R", -S(0),NR"'R™, -S(O),R’ wmmm -NR*”S(O),R?, rme C,-Cg-ankun u
C,-Cs-anxoxcu u3 R(’a, RGb, R* u R(’d, KaXKIbIH HE3aBHCHUMO, SBIIAIOTCS HE3aMEIICHHBIMU WX 3aMEICHHBIMU
1-5 rpynmamu, BRIOpaHHBIMH U3 TPYIIBI, coctosimeil u3 C;-Cig-ruknoankmia u ramorena; Cq-Cig-apui u rete-
poapun u3 R”, R®, R® u R®, kax/plil HE3aBHCHMO, SBISIOTCS HE3aMEIICHHBIME HIIH 3aMEIICHHBIME 1-5 rpymn-
MaMu, BBIOpAaHHBIMH U3 Tpymmbl, cocrosimeit u3 Ci-Cg-amkmna, C-Cg-ankoken, -OH u -(C;-Cy-amkmn)-OH; a
rereporukinmi, -(Ci-Cg-ankmn)rerepouunmia u -OC(O)-reTeporuKimi u3 R® R® R® u R*, kaxp1ii He3aBu-
CHUMO, SIBJSIFOTCSI HE3aMEIIEHHBIMY WIIM 3aMEIICHHBIMU 1-5 TpyIimnaMu, BEIOpaHHBIME U3 TPYIIbI, COCTOSIICH U3
C,-Cg-anmkuna, C,-Cg-ankokcu, -OH, -(C;-C¢-ankmn)-OH, =0 u =S;

R" BBIOpaH u3 rpymmsl, coctosmei u3 H, C,-Cg-ankuna, C,-Cg-ankokcu, C;-Cg-nuxnoankuna u -NR'R®;

RP npencrapnsier coboit H nmm C-Cg-anku,

RY npencrasmser coboit C,-Cs-amkmi, -C(O)R" -C(O)OR", -C(O)NRY;

R', R®, R"' u R”, kaxcp1it HesaBucumo, Beiopans n3 H i C,-Cg-anknia u

R, R", RY, R" RY u R”, kaIblil HE3aBHCHMO, BHIOPAHBI H3:

(a) H,

(b) C-C¢-ankma,

(¢) C;-Cyg-nmknoankuia, HE3aMCHICHHOTO WM 3aMEUICHHOTO 1-5 3aMECTHUTENsIMH, BBIOPAaHHBIMH
U3 TPYIIbl, cocTosimed wu3 ranoreHa, ruapokcuna, C -Cg-ankumna, C,-Cg-ankenuna, C,-Cg-ankuHuna u
C;-Cy-1IUKIOQNIKATIA, U

(d) rereponmkMIa, HE3aMEIICHHOTO WJIM 3aMENIeHHOTO 1-5 3aMecTHTens My, BBIOPAHHBIMU W3 TPYIIIHI,
cocrosmiel u3 ranorena, rugpokcuna, C,-Cg-ankmna, C,-Cg-ankenmia, C,-Cg-ankuamna u C;-Cg-IMKITI0ATKHNIA,;
W

Gs npexcrasmsier co6oit CH(X3-R%) mmn C(X5-R*), Gg mpencrasiser co6oit CH(X4-R*) mwm C(X4-R*), a
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R® u R B3srel BMecTe ¢ aToMamu yriaeposia, K KOTOPBIM OHU MPUCOCIWHEHBI, I 00pa3oBaHUs 6-WICHHOTO
apWIBLHOT0, 6-WIEHHOTO TeTEPOLUKINIBHOIO WK 6-UJIE€HHOTO IeTepOapuiibHOTO KOJbLIA; TAe 6-UICHHOE apHilb-
HOE, 6-WICHHOE TeTEPOIMKIMIIEHOE B 6-4JICHHOE TeTepOoapmiibHOE KOJbIla, KAKI0€ HE3aBUCHMO, SIBIISIOTCS He-
3aMEIICHHBIMA WJIM 3aMENIeHHBIMH 1-5 3aMecTHTeNsMH, BBIOPAaHHBIMH W3 TPYMIBI, COCTOSAIICH U3
C,-Cg-anmxuna u -C(0)O-(C,-C4-ankmia);

rJie, KpoMe CIydaes, I7ie yKa3aHO WHOE, KaXKIbIM TreTepoapuil He3aBUCHMO UMEET 10 4 TeTepoaToMOB, BbI-
OpaHHBIX U3 a30Ta, KKCIOPOa U CEPhI, M OT 3 10 12 aTOMOB KOJIbIIA;

rJie, KpoMe CIIydaeB, IJie YKa3aHO HHOE, KK bl TeTEPOITUKIII WK TeTEPOIMKIIOIKIIT HE3aBUCHMO HMe-
et oT 1 mo 10 reTepoaToMoB, BRIOPAHHBIX W3 a30Ta, KHCIOPOa U CEPhI, U IMeeT OT 3 10 20 aTOMOB KOJIBIIA;

rjae He Oojiee YeM OJUH U3 R(’a, RGb, R* uR™ npezacrasiset cobot C;-Cg-amkokcu wim -OH; u

1€ COCAMHCHHUEC HEC ABJIACTCA COCAUMHCHUCM U3 HpHBe,HGHHOﬁ HUWXKC Ta6J'II/IIILI.
X1 OH

[ CHO

X2

X3 [o]
)I\NH
i OH
=z
X4 CHO
l OH
=
! OMe
n-Pr
X5
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X6
CHO

X7
CHO

2 O\Osgwg

X8
CHO

g

Q

X9

Q

I
2]
=
(=]

«.Q\O

X10 OH

OH

X11

2]
I
o

;O\Qg

(

2. Coenunenne dopmynsr (1)

{-

o
\
@
N

—
R
20
a x
o »~

Ga=-"Ge
5 o,
WK TayTOMep, WK (papMaleBTHUECKH MPUEMIIeMast COJIb TF000r0 U3 BBILICTICPEUNUCICHHBIX,

{ 1
TAC *- YKasbpIBACT, YTO KOJIBIIO ABJISACTCA HACBIIICHHBIM, YACTHYHO HCHACBHIIICHHBIM HMJIA ITOJHOCTBIO HE-

HACBIIIICHHBIM
R5
Gy.-.
I 1 )
§ Gy>-2Go
YKa3bIBAET, UTO  C5 npucoenuueH B E- wnu Z-xoudurypanmu;

G u Gy, KaXIBIH He3aBUCUMO, TipeacTaBisioT coboit CH wmm N

omus w3 R' u R? mpencrasisier co6oit -OH, a apyroii BIGpaH U3 TPYIIIbI, COCTOSIICH H3:
(a) -C(O)R’,

(b) -S(O)R”,

(c) -S(O):R",

(d) -NHC(O)RY,
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(e) -NHS(O),R",

€3} -C;-Cg-ankun-R',

(g) -C,-C¢-ankenmn-RE,

(h) C3-Cg-nmkiioanikuiia, HE3aMENIEHHOTO WJIM 3aMENIeHHOTO 1-5 3aMecTuTeNnsMu, BBIOpPAHHBIMH
n3 Tpymmbl, cocrosimeid 3 =0, Ci-Cg-ankmma, C,-Cg-ramorenankmna, raigorera, -OH, -C(O)H, -C(O)OH,
-C(0)0O-C,-C4-ankmina, -O-C,-Cg-anmkuina u C;-Cg-ITUKIO0ATKHIIA,

(i) Cs-Cg-muknoankeHWIa, HE3aMEIICHHOTO WM 3aMelleHHOro 1-5 3aMecTHTeNsIMH, BBIOpaHHBIMH
n3 rpynmel, coctosimert w3 Ci-Cg-anmkmma, C;-Cg-ranmoreHankwmia, ranmoreHa, -OH, -C(O)H, -C(O)OH,
-C(0)0-C,;-C¢-ankmia, -O-C;-Cg-ankuna u C;-Cg-1iukitoankumia, u

(j) rerepomMKIOANKWIA, HE3aMEIICHHOTO WJIM 3aMEIICHHOTO 1-5 3aMecTUTENs MU, BBHIOPAHHBIMU
u3 rtpymmsl, coctosmeir u3 Ci-Cg-ankmma, C;-Cg-ranorenankwia, ramorena, -OH, -C(O)H, -C(O)OH,
-C(0)0-C,;-C¢-ankmia, -O-C;-Cg-ankuna u C;-Cg-1IuKII0aNKNIIA;

R?, R®, R® 1 R®, Kayk/IbIii HE3aBUCHMO, IIPE/ICTABIISIIOT COBOIH:

(a) H,

(b) C,-Cg-anxum,

(c) C,-Cg-amxenun,

(d) C-Cg-ankunam,

(e) C,-Cg-ranoreHanmxu,

(f) 3-10-useHHBIA TETEPOITUKIIIII, HE3aMEIICHHBIN WM 3aMeIeHHBIN 1-5 3aMecTUTeNIsIMH, BEIOPAaHHBIMH U3
rpynmbl, coctosimen n3 C,-Cg-ankmna, C;-Cg-riuknoankuina, =0 u -C(0)O-(C,-Cg-anmkuna),

(g) 5-18-uneHHBII reTepoapuii, He3aMEIICHHBIA WM 3aMENICHHBIA 1-5 3aMeCcTUTENsIMU, BEIOPDAHHBIMU U3
rpymrsl, coctosmien u3 C;-Cq-amkmna, C;-Cg-nuknoankmia u -C(0)0-(C;-Cy-ankmna),

(h) 6enzonn nm

(1) crupu;

R" mpexncrasisier coboii:

(a) H,

(b) Cy-Cg-anxwum,

(c) C,-Cg-amxenun,

(d) C-Cg-ankunam,

(e) C,-Cg-ranoreHanmxu,

(f) rereponMKIII, HE3aMEIIEHHBIN WM 3aMENICHHBINA 1-5 3aMeCcTUTENs MU, BEIOpAaHHBIMH U3 TPYIIIBI, CO-
crosimedt m3 C-Cg-ankmna, Ci-Cy-ranorenankmia, ranorena, -OH, -C(O)H, -C(O)OH, -C(0O)O-(C;-C¢-ankuina),
-O-(C;-C4-anmkmna) u C;-Cy-IIHKIIOATKIIIA,

(g) rerepoapui, He3aMEIICHHBINA MM 3aMCIICHHEIN 1-5 3aMecTHTENsIMU, BHIOPAHHBIMH W3 TPYIIIBI, CO-
crosimedt m3 C-Cg-ankmna, Ci-Cy-ranorenankmia, ragorena, -OH, -C(O)H, -C(O)OH, -C(O)O-(C;-C¢-ankuina),
-O-(C;-C4-amxmna) u C;-Cy-IIMKITOATKIIIA, HITH

(h) 6enzon;

R" 1 RE, kaxap1it He3aBHCHMO, MIPEICTaBIAIOT COOOM HEe3aMeIeHHBIH TeTepoapuil, OCH30MII TN CTHPHIT,

R npencrasiseT coooit H, C;-Cy-ankwmi, Ci-Cg-aTKOKCH WIIH TAJIOTEH;

R*uR’ , KK JIBIIA, TPEeICTaBIAIOT coboit H mnm

R* u R’ 06bequusiorcs JUTsl 00pa3oBaHus -S-;

Gs npeacrasisier coboit CH(X-R®), C(X;-R*), N,N(X;-R*), S mwm O;

G, mpeacraBuseT codo CH(XZ-R(’b), C(XZ-RGb), N,N(Xz—RGb), S wnm O;

Gs npencrasmser co6oit CH(X5-R%), C(X5-R*), N,N(X5-R%), S mmm O;

G mpeacraBnseT cobo CH(X4-R6d), C(X4-R6d), N,N(X4—R6d), S, O uiu OTCYTCTBYET;

rae, korna Gs npeacraBiseT coboit N, wiu

(i) mo menbmeit Mepe oauH u3 Gz, G4 u G He saBisiercss CH; win

(i) R* 1 R® 00beMHsI0OTCS 11 06pa30oBaHus -S-;

doy o)y

X, X3, X3 1 Xy, KOKIBIH HE3aBUCUMO, OTCYTCTBYIOT, IPEICTABISIOT COOOM " "

m paBHO 1-6;

R(’a, R(’b, R® u R(’d, KaXIbIil HE3aBHCUMO, MPEICTABISIOT coboii Bomopon, Ci-Cy-anmkmi, C-Cg-aaKokcH,
rajioreH Wik -C(O)Rh, rae C;-Cg-anmkun u3 RGa, RGb, R* u R® HesaBHCHMO SBIISIETCS HE3aMELICHHBIM HIIH 3aMe-
meHHBIM C3-Cg-IIUKITIOATKUIOM HJIH TaJOTeHOM;

R" BBIOpaH u3 rpymmel, cocrosimeit u3 H, C-Cg-ankuna, C;-Cg-ankokcu u C;-Cg-IIUKIOANKHIA;

r7ie, KpOMe CIy4acB, IJIe YKa3aHO MHOE, KKIBIN TreTepoapuil He3aBHCUMO HMEET 10 4 reTepoaToMOB, BbI-
OpaHHBIX U3 a30Ta, KKCIOPOaa U CEPhI, M OT 3 10 12 aTOMOB KOJIbIIA;

rJie, KpoMe CIIydaeB, IJie YKa3aHO HHOE, KaXKIbIi TeTEePOITUKITII WK TeTEPOIMKIIOATKIIT HE3aBUCHMO HMe-
et ot 1 mo 10 rerepoaroMoB, BRIOPAHHBIX U3 a30Ta, KHCIOPOIa U CEPBI, U UMeeT OT 3 10 20 aTOMOB KOJIbIIA; U

IJie COeTMHEHUE HE SBIISCTCS COCTUHEHUEM U3 PUBEACHHON HIKE TaOHUIIBI.
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X6
CHO

X7
CHO

2 O\Ogowg

X8
CHO

O

Q

X9

o]

I
2]
=
<]

10\0

X10 OH

X11

2]
I
o

Oy

~ N~

3. CoenuHeHHME IO I1. 1, WM €r0 TayToMep, Wi (apMalleBTUYeCKH IIpHeMIIeMasi COJIb JIF000TO M3 BBITICTIC-
peUHuCcIeHHbIX, rae Y npexactasisier coboit -C(O)-.

4. Coenmuuenue 10 1.1, Wwin ero TayroMmep, Wi GapManeBTHIECKH MpreMIieMast CoJIb JII000TO U3 BHIIIETIC-
PEUYNCIIEHHBIX, TA€ Y OTCYTCTBYET.

5. CoemuHeHue 1o JTOOOMY OAHOMY W3 MIL.1-4, Wik ero TayroMep, Wi (GapMareBTHICCKH TprueMiieMast
CoJb MI000TO U3 BBIIENEPEUUCTIEHHbIX, rae G u G, Kaxabli, npeacrapusior coooit CR*.

6. CoemuHeHHre 1O JIOOOMY OAHOMY W3 MIL.1-5, Wi ero TayroMep, Wi (GapMaIeBTHICCKH TpreMiieMast
COJIb JIFOOOTO M3 BHIIICHICPEUUCICHHBIX, T1e Gy npenctasisieT coboit CF, CCl mwiu CBr.

7. CoenuHeHHE O TIOOOMY OAHOMY U3 Wil 1-5, wiu ero Tayromep, Win (apMaleBTHICCKH MPUCMIICMAsT
COJIb JIFOOOTO M3 BHIIICHICPEUHCICHHBIX, T1e G, npenctasisieT coboit CF, CCl mwiu CBr.

8. CoenuHeHne 1o OO0OMY OAHOMY U3 MIl.1-5, wiu ero Tayromep, Wiu (apMareBTHYCCKH MPUSMIICMAst
COJIb JIFOOOTO M3 BHIIICTICPEUUCICHHBIX, T1e Gy 1 G,, KaxIblid, peacTaBisitor coboit CH.

9. CoenuHeHHE O TIOOOMY OAHOMY U3 MI.1-4, WK ero TayToMmep, WK (apMareBTHYCCKH MPUEMIICMAst
COJIb JTFOOOTO U3 BHIIIETIEPEUNCIICHHBIX, Te G npeacrasiseT coboit CH, a G, npencrasisieT coboi N.

10. Coenuuenue 1o J0O60My OJHOMY U3 TII.1-4, Wiw ero Tayromep, Win GapManeBTHUSCKA IpreMIieMast
COJTb JTFOOOTO U3 BHINIETIEPEUNCIICHHBIX, Te G mpeactaBiseT coboii N, a G, npeacrasnser codoit CH.

11. Coenunenwue 1o go6oMy ogHOMY U3 il 1-10, wiu ero TayToMep, Win (GpapMareBTHISCKH TTpreMIieMast
COJIb JTFOBOTO U3 BBIIIENIEPEUHCICHHBIX, rae R' npencrapmser coboii -OH, a R? BEIGpaH U3 IPYIIIBI, COCTOSIICH
13 -C(O)R?, -S(O)R®, -S(O),R®, -NHC(O)RY, -NHS(0),R, -C;-Cg-ankmn-R", -C,-Cg-ankernn-RE, HezamemeHHo-
TO WJIH 3aMEIICHHOTO IUKJIOATKIIA, HE3aMEIICHHOTO HJIH 3aMEIICHHOTO [TUKJIOAKCHIIA U HE3aMEIIICHHOTO WITH
3aMEIICHHOTO TeTEPOIMKIIOATKIIIA.

12. Coenunenue 1o moboMy ogHoMy u3 mil.1-10, wiu ero Tayromep, Wi papMalneBTHIECKH IpHeMieMast
COJb MOGOT0 U3 BHIIENEPEUHCICHHBIX, Tae R' mpencrapmnser coGoit -OH, a R® BLIGpaH U3 Tpymmsl, cocTosmeit
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u3 -C(O)R?, -S(0),R", -NHC(O)Rd, -NHS(0),R°, -C,-C¢-ankeHus-RE u He3aMEIEHHOTO WK 3aMENIEHHOTO TIHK-
JOANKCHHIIA.

13. Coeaunenue no noboMy ogHoMy U3 niL.1-10, unm ero Tayromep, uin (papMaleBTHYECKH IPHEMIIEMas
COIIb JIF0OOOTO U3 BEHIIENIEPEYNCIICHHBIX, TIE R! npexcrasmsier coboit -OH, a R? npexacrasisier coGoii -CH=NR/,
rae R mpencrasaser coGol HE3aMEIEHHBIA MM 3aMELIEHHBINA TeTEPOLMKIINI, HE3AMEILECHHBIM UM 3aMEIICH-
ubiit apun, -ORY, -NHRY, -NHC(O)RY, -NHS(0),R* mnu -NHC(NH)NH,.

14. Coemmnenne mo mobomMy omHomMy u3 mi.l-10, wim ero Ttaytomep, WU (papMaleBTUICCKH
mprHeMiIeMasi Colb JIF000r0 W3 BBIMICIEPeUHCIeHHBIX, rae R' mpexcraBmser coboit -OH, a R” BbIGpan
w3 rpymnbel, cocrosmedt w3 -CHO, -C(O)CH;, -C(O)CH,F, -C(O)CH=CH,, -S(0),CH=CH,,
-C(0O)C=CH, -C(0)C=CCH;, -NHS(0),CH=CHy,, -NHC(O)CH=CH,, -C(O)C(=CH,)CHj,

2y TG e iy P

15. Coenunenue o moboMy ogHoMy u3 mil.1-10, wiu ero Tayromep, Wi papMalneBTHIECKH IpHeMieMast
comb m0GOro W3 BHINIENEPEUNCIeHHbIX, rae R' mpencrasaser coboit -OH, a R’ BeGpan W3 rpymmsi,

COCTOSIIEH u3:
o (\N/
5&)\/0]) ~,_i/§N,N\) ’
X iy X p ge
. B 1(\ NN
SN \g/’ Y%N/©’ N \@ N I )Y\N e |
[o]

S0 Y\’“ NH, (\Nfo < K NH
\©, \[r\]l/l-l , e W &o) IO

A
A N (\N/\ (\o
CHOM. Oy ’ SN ) SN ) @N,N\)’
(o}
NJ\Ok (N
ai/%N,N\) ML‘(QN‘N\)

16. CoenuHenwue 1o J00oMy ogHOMY U3 il 1-10, wiu ero TayToMep, Win (GapManeBTHISCKH TTpreMIieMast
COJIb JTF06OTO U3 BBIIIENIEPEUHCICHHBIX, e R” npecrapmser coboii -OH, a R' BEIGpan U3 rpyIimsl, cocTosmei
13 -C(O)R?, -S(O)R®, -S(O),R®, -NHC(O)RY, -NHS(0),R, -C;-Cg-ankmn-R", -C,-Cg-ankennn-RE, HezamemeHHo-
TO WM 3aMEIIEHHOTO IUKIOATKMIA, HE3aMEIICHHOTO WM 3aMEIICHHOTO ITUKIOANKeHIIA U He3aMEIIIeHHOTO MITH
3aMEIICHHOTO TeTEPOIMKIIOATKIIIA.

17. Coemunenue no modoMy ogHOMY U3 M. 1-10, unu ero Tayromep, Wid hapManeBTHICCKH TTPUEMIICMAst
COJIb MOGOT0 U3 BHIIETIEPEUHCIICHHBIX, Tae R* mpenctasmser coboit -OH, a R' BeiGpan u3 rpymmsl, coctosmieit
u3 -C(O)R?, -S(0),R", -NHC(O)Rd, -NHS(0),R°, -C,-C¢-ankenui-RE n He3aMEIEHHOTO WK 3aMENIEHHOTO TIHK-
JOANKCHHIIA.

18. Coenunenwue 1o J00oMy ogHOMY U3 il 1-10, wiu ero TayroMep, Win (GapMalneBTHISCKH TTpreMIieMast
COIIb JIF0OOOTO U3 BEHIIENIEPEYNCIICHHBIX, IIE R? npexcrasmsier coboit -OH, a R' npencrasisier coGoii -CH=NR/,
rae R mpencrasaser co6oi HE3aMEMIEHHBIN MM 3aMELIEHHBINA TeTEPOLMKIINI, HE3AMEILECHHBIM UM 3aMEIICH-
ubiit apun, -ORY, -NHRY, -NHC(O)RY, -NHS(0),R* mnu -NHC(NH)NH,.

19. Coemmnenne mo mobomMy omHomMy u3 mi.l-10, wim ero Ttaytromep, WU (papMaeBTUICCKH
mprHeMiIeMasi Colb JIF000r0 W3 BBIMICIIEPEUHCICHHBIX, rae R’ mpexcraBuser coboii -OH, a R' BeiGpan
u3 rpymnsl, cocrosmed u3  -CHO, -C(O)CH;, -C(O)CH,F, -C(O)CH=CH,, -S(O),CH=CH,,
-C(0O)C=CH, -C(0)C=CCH;, -NHS(0O),CH=CHy,, -NHC(O)CH=CH,, -C(O)C(=CH,)CHj,

[e]

o T A 0 2
80 gy Iy B L0

20. Coenunenwue 1o godoMy ogHoMy u3 mil.1-10, i ero Tayromep, nim papMalneBTHIECKH pHeMieMast
COJb MOGOr0 U3 BHINIENIEPEUHCICHHBIX, Tae R® mpencTasmnser coboit -OH, a R' BriGpan u3 rpymmsl, cocrosmieit

SNV
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wN'HT]/, L%‘/%N’Q, Y%N’HO‘ %N'Hﬁ.p’ L‘(%N’Hoj/s%@‘

o}
o

SO Y%NH NH, (\Nfo NH
\© i %(%N,N\) "(%N’Ns\ﬁo YN

NH

A
/A N (\N/\ (\o
A St , SN , “‘(*N’N\),
o
(\Nj\ok {NH
‘HL/%N,N\) “i(%N,N\)

21. CoenuHenwne 1o JT000MY OgHOMY U3 il 1-20, wiu ero TayroMep, Win (GpapMarneBTHISCKH TTpreMIieMast
COJIb JTFOOOTO W3 BEHINICTIEPEUUCIICHHBIX, TJIe R? BBIOpaH u3 Tpymibl, coctosmei u3 C,-Cg-amknina, C-Cg-akoKkcH
Y TaJoreHa.

22. CoenmuHeHHUE IO JIFOOOMY OAHOMY U3 Ml 1-21, uiu ero TayromMep, Wid hapMareBTHICCKH TPUEMIICMAst
COJIb JTFO6GOTO U3 BHILICNIEPEUHCIICHHBIX, Te R BrIGpan u3 rpymmsl, cocrosmeii u3 -OCH; i F.

23. CoenuHeHUe IO JIFOOOMY OAHOMY U3 mil.1-20, uiu ero Tayromep, Wid hapMareBTHICCKH TPUEMIICMAst
COJTb MOGOTO U3 BEIIENIEPEUNCICHHBIX, e R’ npeacrapmset co6oii H.

24. CoenuHeHue 1o J000My OZHOMY M3 Mil.1-23, WK ero Tayromep, Wi (papMalneBTHIECKH pHeMieMast
COJIb JIFOOOTO W3 BHIIICTICPEUYHCICHHBIX, TIE R*u RS, KaXIbIi, IPeACTaBISIOT co0oii H.

25. CoenuHeHHEe TIO JIIOOOMY OJHOMY W3 M. 1-23, win ero TayToMep, Win (papMaleBTHISCKH TTpreMIieMast
COJIb JTFOOOTO U3 BHINICTIEPEUNCICHHBIX, T1IE R*uR’ 00BEeTUHSAIOTCS 1JTsT 00pa3oBaHUS -S-.

26. CoenuHeHue 110 1.1, WK €ro TayToMep, Wik (papMareBTUIECKH MpUeMIIeMasi COJIb JII000TO U3 BHIIIIe-
nepedncieHnsix, rae Gs npencrasimser codoit CH(X;5-R™) mmn C(X5-R*), Gy mpencrasiser coboit CH(X4-R*)
i C(X4-R%), a R® u R® o6benmneHb! ¢ aToMaMu yrieposa, K KOTOPSIM OHH MPHCOCIHHEHDI, Ul 00pa3oBa-
HUS 6-WICHHOTO apWILHOTO, 6-WICHHOTO T'eTEPOIMKIMIBHOTO WU O-4ICHHOTO TeTepOapUIILHOIO KOJbBIA, T
6-4JICHHOE apuiIbHOE, 6-YIICHHOE TeTePOLUKIIIBHOE H O6-UIICHHOE FeTepPOapUIbHOE KOJIbIA, KAXKI0¢ HE3aBUCH-
MO, SIBJISFOTCS HE3aMEIICHHBIMU WU 3aMCIICHHBIMH.

27. CoeauHeHwMeE 1O 1.1, WU €ro TayToMep, Win (papMareBTUICCKH MPUEMIIeMast COJIb JIF0OOTO U3 BEIIIIC-
MePEYHCIICHHBIX, THe G; npeacraBiseT coboit N.

28. CoeauHeHHeE 1O 1.1, WU €ro TayToMep, Wik (papMareBTUICCKH MPUEMIIeMasi COJIb JIF0OOTO U3 BEIIIIC-
MepeuncieHnbIX, Tae G; npeacrasuseT coooi C nmm CH.

29. CoenuHeHue 10 JTIOOOMY OJHOMY W3 Ml 1-28, win ero TayroMep, Win (papMalneBTHISCKH TTpreMIieMast
COJIb JTFOBOTO U3 BBIIIEIIepPeUrCICHHEIX, e Gy npeacrasisier coboit CH(X-R®) mwm C(X,-R*); X, orcyrerpy-
eT; m paBHO 1-6; R% npenacrasisgeT coboit Bomopoa, C-Ce-anmkmi, C;-Cg-aaKoKCH, TaJoTeH WIH —C(O)Rh, rae
C;-Cg-alIKWII SIBISICTCS HE3AMCIICHHBIM UM 3aMCIICHHBIM IMKIOANKIIOM WIH rajoreHoM; a R" BeOpaH u3
rpynmbl, cocrosmen u3 H, C;-Cg-ankumna, C,-Cg-anmkoken mmn Cs-Cg-TIMKITIOATKHIIA.

30. CoenuaeHue 1o ar000My OfHOMY M3 M. 1-28, UM ero Tayromep, Wik GpapMaleBTHIECKH TIpHeMiIeMast
COJIb JIFOOOTO W3 BHINICHICPEYHCICHHBIX, rne G; mpencTtaBiseT coboit N wmiu N(XI—R(’“‘); X| OTCYTCTBYET;
m paBHO 1-6; R npeactaBiser coboit Bomopon, Ci-Cg-amkmi, C;-Cg-aTKOKCH, TaJOTCH WIA -C(O)Rh, rae
C,-Cg-alKHII SBISICTCS HE3aMCIICHHBIM MM 3aMEIICHHBIM LMKIOATKIIOM HIM rajoreHoM; a R" BEIOpaH W3
rpynmsl, cocrositen u3z H, C;-Cg-ankuna, C,-Cg-ankoxcu minn Cs-Cg-IIUKIOATKUIIA.

31. Coemunenue o arodomy oaHoMy u3 mil. 1-30, uam ero Tayromep, WM papMareBTHICCKH PUEMIICMAst
COJIb JFO6OTO U3 BBIMICIEPEUrCIeHHBIX, Tae G, npeacraBiser co6oit CH(X,-R®) mwm C(X,-R®); X, otcyrerBy-
eT; m paBHO 1-6; R® npenacrasiseT coboit Bogopon, Ci-Ce-amkmn, C;-Cg-aqKOKCH, TaJOTeH WIH —C(O)Rh, rIe
C;-Cg-alIKWII SIBISICTCS HE3AMCIICHHBIM UM 3aMCIICHHBIM I[MKIOANKIIOM WIH rajoreHoM; a R" BeIOpaH u3
rpynmsl, cocrosmen u3 H, C;-Cg-ankumna, C,-Cg-anmkoxen mmn Cs-Cg-TIIMKITIOATKUIIA.

32. CoeaquHeHHe 10 TH000MY OHOMY |3 MII.1-30, UK ero TayTomep, Wi (hapMarieBTHIESCKH TpreMiIeMast
CONIb JIFO0OTO W3 BHINICTIEPEUUCIICHHBIX, Tne Gy mpencrapnsger coboit N wim N(Xz-R(’b); X, OTCYTCTBYET;
m paBHO 1-6; R® npeactaBiser coboit Bomopon, Ci-Cg-amkmi, C;-Cg-aqKOKCH, TallOTeH WA -C(O)Rh, rae
C,-Cg-alKHII SBISICTCS HE3aMCIICHHBIM MM 3aMEIICHHBIM LUKIOATKIIOM HIIM TajoreHoM; a R" BEIOpaH W3
rpynmsl, cocrositent uz H, C;-Cg-ankuna, C,-Cg-ankoxcu minn Cs-Cg-IIMKIO0ATKUIIA.

33. Coenunenne no ar000My oHOMY M3 M. 1-32, UM ero TayroMep, Wik GpapMaleBTHIECKH TIpHeMiIeMast
COJIb JTFOOOTO W3 BBIIICTICPEYUCICHHBIX, TI¢ G5 MPEICTaBIsAeT COO0M CH(X3-R6°) 1581051 C(X3—R6C); X3 OTCYTCTBY-
eT; m paBHO 1-6; R npenacrasisaeT coboit Bomopoa, C-Ce-anmkmi, C;-Cg-aaKOKCH, TaJoTeH WIH —C(O)Rh, rae
C;-Cg-alIKHII SIBISICTCS HE3aMCIICHHBIM MM 3aMCEIICHHBIM IMKIOANKIIOM WIH rajoreHoM; a R" BeIOpaH u3
rpynmsl, cocrosmen u3 H, C;-Cg-ankumna, C,-Cg-anmkoxen mmn Cs-Cg-TIIMKITIOATKIIIA.

34. CoeauHEeHHE TI0 TIOOOMY OJHOMY M3 MII.1-32, UK ero TayToMep, Wi (hapMarleBTHIECKH TpreMiieMast
collb TI0GOT0 W3 BHIIENepedncieHnbx, rae Gs mpencraBmser coboit N mm N(X3-R®); X5 orcyrersyer;
m paBHO 1-6; R npencrasiser coboit Bomopon, C,-Cs-amkmi, C,-Cg-aIKOKCH, TajJOTeH WIH -C(O)Rh, rae
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C;-Cg-alIKMII SBISICTCS. HE3AMELLCHHBIM MM 3aMELICHHBIM [MKIOAIKIIOM WM rajgoreHoM; a R" BEIOpaH W3
rpynmsl, cocrositen u3z H, C;-Cg-ankuna, C,-Cg-ankokcu minn Cs-Cg-IIMKIOATKUIIA.

35. CoenquHeHHE 10 TIOOOMY OJHOMY M3 MII.1-34, UK ero TayToMep, Wi (hapMarleBTHIECKH TpreMiieMast
COJIb JTFOOOTO U3 BHINIETIEPEUNCICHHBIX, Te G3, G4 1 Gs mpeacTaBisioT coboit S mmm O.

36. CoequHEeHHE TI0 JTIOOOMY OJHOMY M3 MII.1-35, nau ero Tayromep, Wiu (hapMarieBTHIECKH TpreMiieMast
COJIb JTFOOOTO U3 BHINICTIEPEUNCICHHBIX, Tie G OTCYTCTBYET.

37. CoenuHeHHE 10 TIOOOMY OJHOMY M3 MII.1-35, nau ero Tayromep, Wiu (hapMarieBTHIECKH TpreMiieMast
COJIb JFOBOTO U3 BBIMICIEPeUrCIeHHBIX, Tie Gg npeacraBimser coboit CH(X,-R®) mwm C(X,-R*); X4 otcyrerBy-
€T; m paBHO 1-6; R npencraensgetr coboit Bogopon, Ci-Cg-amkmi, Ci-Cg-aIKOKCH, TAIOTCH U —C(O)Rh, rae
C;-Cg-alIKMII SBISICTCS. HE3AMELLCHHBIM MM 3aMELICHHBIM [MKIOAIKIIOM WM rajgoreHoM; a R" BEIOpaH W3
rpynmsl, cocrositen u3z H, C;-Cg-ankuna, C,-Cg-ankokcu minn Cs-Cg-IIUKIOATKUIIA.

38. Coenunenne no ar000My ogHOMY M3 M. 1-35, uim ero Tayromep, Wik GpapMaleBTHIECKH TIpHeMiIeMast
CONIb JIFO0OTO W3 BHINICTIEPEUUCIICHHBIX, Tne Gy mpencrapnser coboit N wim N(X4-R6d); X4 OTCYTCTBYET;
m paBHO 1-6; R npeactaBiser coboit Bomopon, Ci-Cg-amkmi, C;-Cg-adKOKCH, TalOTCH WA -C(O)Rh, rae
C;-Cg-alIKWII SBISICTCS HE3aMCICHHBIM UM 3aMEIICHHBIM I[MKIOANKIIOM WIH rajoreHoM; a R" BeIOpaH u3
rpynmsl, cocrosmen u3 H, C;-Cg-ankumna, C-Cg-anmkoxen mmn Cs-Cg-IIMKITOATKUIIA.

39. CoeauHeHHe 10 TIOOOMY OJHOMY M3 M. 1-38, nau ero Tayromep, WU (hapMarieBTHIECKH TpreMiieMast
COJIb JIIOOOTO M3 BBIIETICPEIUCICHHBIX, TIE Réa, R6b, R*u R6d, KKJIBIH HE3aBUCUMO, MIPEACTABISAIOT COO0H BO-
nmopon, Ci-Cg-anmkxmn, C;-Cg-aIKOKCH, TaJOTEH WIN -C(O)Rh, rae C;-Cg-amkun sBISIETCS HE3aMEIIEHHBIM WU
3aMCIICHHBIM [UKITOAIKAIOM WIM ramoreHoM; a R" Bei6pan u3 rpymmsi, coctosimeil u3s H, C,;-Cg-ankuia,
C,-C¢-ankokcu mm C;-Cg-IIMKI0ATIKIIIA.

40. CoemuHeHUE IO JIFOOOMY OHOMY U3 mil.1-38, uin ero Tayromep, Wid hapMareBTHICCKH TPUSMIICMAst
COJIb JTFOOOTO W3 BBIMICTICPEYUCICHHBIX, TIC R(’a, R(’b, R u RGd, KaXX/IbIil HE3aBHCUMO, MPECTABISIOT COO0H BO-
nopona, C-Cg-amkun, C;-Cg-aJIKOKCH UJTU TAJOT€H.

41. Coenunenwue 1o go00My ogHOMY M3 M. 1-38, win ero Tayromep, Wiy papMalneBTHIECKH IpHeMiIeMast
COJIb JIIO0OTO M3 BBHIMIECTICPEIHCICHHBIX, T Réa, R6b, R* u R6d, Ka)XIpIii HE3aBHUCHMO, Bbl6pan>1 W3 TPYIIIIBI, CO-

crosumeit u3 Cl, F, -CHs, -OCHs, -CFs, -CH,CH,F, -CH(CHs),, -C(O)OC(CHj)s, -C(O)CHs, % MY
42. CoenuHeHue 110 11.1, BEIOpaHHOE U3 CIEIYIOIINX:
No Xumudeckas CTPYKTypa XuMH4ecKkoe Ha3BaHHUE

(E)-2-runpokcu-3-MeTokcu-5-(4-

METOKCUCTHPUI)OeH3aIbAET Ul

=
o
Q\Qg
(2]
I
[o]

(E)-2-rugpoxcu-3-meTokcu-5-(3-

(TpudTOpMETHIT)CTUPUIT )OS H3ab-AETH

=

@

[}
[o]
A Wa ki
gm

(2]

I

]

o O
(2]
o

=

5-(4-XNOPCTUPUIT)-2-THAPOKCH-3-

METOKCHOEH3aIbACTH

2

)
TG

2

(3

(E)-2-rugpoxcu-3-MeTokcu-5-

CTUpHIOEH3AbAETH

=

o
O\Ogg

2

[e]
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(E)-5-(3,5-mudropcTupun)-2-rugpokcu-3-

MeTOKCH6eH3aHbIleFPIZ[

(E)-5-(2,4-nudropcrupuin)-2-ruapokcu-3-

METOKCHOEH3aIbIET

(E)-5-(4-dropcrupuin)-2-ruapokcu-3-

METOKCHOEH3aIbIEeT

(E)-2-runpokcu-3-MeTokcu-5-(4-

(TpudTopMeTHIT)CTHPHN )OS H3ANb- T HA

- 147 -




042453

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

METOKCUCTHPUIT)QEeHHN)3TaH-1-0H

(E)-3-¢drop-2-runpoxcu-5-(4-

METOKCHCTHPUIT)OEH3AIbAET A

(E)-3-¢drop-2-rugpoxcu-5-(3-

(Tpudropmerin)cTupun)OeH3ab- I

MeO CHO

meTokcubeHnn)-6,7-aIMruApoTHeHo[ 3,2-

c]uupunus-5(4H)-kapboxcunar

HN

2-ruppoKcu-3-MeTokeu-5-(4,5,6,7-
TeTparuapoTueHo|3,2-clnupuanu-2-

nn)beH3anbaeruaa ruapoXIOpH/
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14 OH 5-(5-(uuknonponankapooumn)-4,5,6,7-
M H
0 CHO TeTParuapoTHeHo[3,2-¢]mupuauH-2-1i)-2-
THAPOKCH-3-MeTOKCHOCH3a b AeT A
“ s
N
o:ﬂ>
15 OH 5-(5-auerun-4,5,6,7-rerparunporueHo[3,2-
MeO CHO
c]mupuaH-2-un)-2-ruApoKcu-3-
MEeTOKCHOEH3aIbIer u
“ s
N
o=
Me
16 5-(5-(2-¢ropatun)-4,5,6,7-
MeO. CHO
TeTparuapoTHeHo[3,2-c]mupuaus-2-mn)-2-
FUIPOKCH-3-METOKCHOEH3aIbAEr N ]
F
17 OH 5-(5~(uuxnonponunmern)-4,5,6,7-
MeO. CHO
© TeTParuapoTHeHo[3,2-C]mupuauH-2-1m)-2-
rUAPOKCH-3-MeTOKCHOEH3aIbAeI N
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18 OH 3-¢rop-2-runpoxcu-5-(5-mernn-4,5,6,7-
F CHO
TeTparuApoTHeHo|3,2-c|mupuanu-2-
nn)OeH3anbaerng
“ s
N
me
19 OH 5-(5-auetnin-4,5,6,7-rerparuaporueso[ 3,2-
F. CHO
c]mupunus-2-mn)-3-¢rop-2-
rHAPOKCHOCH3AMbACTHA
“ s
N
0=(
Me
20 2-ruppoxcu-5-(5-usonponun-4,5,6,7-
TeTparuapoTueHo|3,2-clnupuant-2-ui)-3-
METOKCHOEH3aIIbACT U
21 OH (E)-2-runpokcu-5-(2-(6-MeTramupuans-3-
CHO
WJT)BUHILT)OeH3aIbIeT U
=
7
N
Me
22 (E)-1-(2-rugpokcu-3-merokcu-5-(4-

METOKCUCTHPUIT)QeHHUN)Ipon-2-eH-1-0H
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23 OMe (E)-2-meTtokcu-4-(4-mMeTokcuctupmin)-6-
wo- )
A\ O OH (BUHUICY TH(QOHUIT)DEHOT
s::o
o
\
24 OMe (E)-1-(2-runpokcu-3-merokcu-5-(4-
o)
N\ O OH METOKCUCTHPUIT)QEHHUIT)IPOr-2-1H-1-0H
(o]
4
25 OMe (E)-1-(2-runpoxcu-3-meTokcu-5-(4-
o ()
N\ O OH METOKCHCTHPHJI)beHnn )0y T-2-1H-1-0H
(o]
4
26 OMe (E)-N-(2-runpokcu-3-MeTokcH-5-(4-
o ()
N\ O OH METOKCHCTHPUI)DEHHU)ITeHCY b OHAMI T
NH
%
i
27 OMe (E)-1-(2-runpoxcu-3-meTokcu-5-(4-
o )
A\ O OH METOKCUCTHPUI))EHHI )-2-METHIINPOI-2-
eH-1-oH
o]
28 (E)-(2-runpokcu-3-mMeTokcu-5-(4-

MeO Q \ OM:H

MeTOKCUCTHPUI) ) eH ) 2-MeTHIIOKCHPaH-

2-11)METaHOH
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29

(E)-6-(2-rugpokcu-3-merokcu-5-(4-
METOKCHUCTHPUIT)OEH30MIT)-3-H30THTUII-
3,4-qurunponupuno|2,3-dnupumuans-
2(1H)-on

30

(E)-1-(2-runpoxkcu-3-meroxcu-5-((E)-4-
MeToKcHCTHPHI)eHn)-3-beHunnpon-2-

eH-1-oH

(E)-3-(2-runpoxkcu-3-merokcu-5-((E)-4-
MetokcucTipun)enun)- 1 -permmpon-2-

eH-1-oH

(E)-N-(3-rugpokcu-4-metokcu-6-(4-
METOKCHCTHPHJI)THPHANH-2-

HIT)ITeHCYIbhOHAMIT

(E)-(2-ruapoxcu-3-merokcu-5-(4-
METOKCUCTHPUIT)DeH I )(6-METHIMTHPHANH-

3-Hi)METaHOH
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34 OMe (E)-N-(2-runpokcu-3-merokcu-5-(4-
wo ()
N\ O OH METOKCHUCTHPUIT)QEHHIT)aKpUIaMHL
NH
o:§
Y
35 OMe 1-(5-(5-(uuxnonponunmerun)-4,5,6,7-
& 7 N
| \ OH TeTParuapoTHeHo[3,2-c]mupuauH-2-mn)-2-
S o TUJPOKCH-3-METOKCU(EHUI)IPOr-2-eH- 1 -
\ OH
36 OMe 4-(5-(uuknonpomnuamernn)-4,5,6,7-
\; N
| A\ OH TeTparuapoTHeHo[3,2-¢]mupuauH-2-1)-2-
S o) METOKCH-6-(BMHUIICY b OHUIT)PEHON
‘o
\
37 OMe 1-(5-(5-(umxnonponunmernn)-4,5,6,7-
\; N
| A\ OH TeTparuapoTHeHo[3,2-c]mupuauH-2-mn)-2-
S o THAPOKCH-3-MeTOKCH(pEeHUT)Ipon-2-1H-1-
// OH
38 OMe 1-(5-(5-(umxnonpornunmverin)-4,5,6,7-
; 7 N
R OH TeTParuapoTHeHo|3,2-c]nupuanH-2-un)-2-
S
o THAPOKCH-3-MeTOKCH(eHnn )0y T-2-uH-1-0H
39 V/\ OMe N-(5-(5-(uuxnonponunmMerun)-4,5,6,7-
N
| A\ OH TeTParuapoTHeHo|3,2-C]mupuanH-2-1i)-2-
S
THAPOKCH-3-
o NH
S MEeTOKCH(EHMUIT)3TEHCY TIbGOHAMMA
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40 6-(5-(5-(umxnonpornunmernn)-4,5,6,7-
TeTparuapoTHeHo[3,2-c]mupuaun-2-un)-2-
THIPOKCH-3-MeTOKCHOEH30MI)-3-
n30neHTnN-3,4-nuruaponupuno[2,3-
d]mupumunus-2(1H)-on
41 OMe 1-(5-(5-(uuxnonponunmerun)-4,5,6,7-
V/\N 1\ OH TeTparuapoTHeHo[3,2-c]mupuaus-2-mn)-2-
S o FHUAPOKCH-3-MeTOKCH(EHHUIT)-2-METHIINPOT-
2-en-1-on
OMe (5-(5-(unknonponuameruin)-4,5,6,7-
v/\N R OH TeTParuapoTHeHo|3,2-clnupuant-2-ui)-2-
42 s o THIPOKCH-3-MeTOKCH(EeHMT)(2-
Y METUIIOKCUPAH-2-1J1)METaHOH
43 OMe (E)-1-(5-(5-(umxnonponunmerun)-4,5,6,7-
v/\N | A\ O OH TeTparuaApoTHeHO[3,2-C]mupuauH-2-1)-2-
s o THAPOKCH-3-MeTOKCH(EHMIT)-3-
\ denunnnpon-2-exH-1-ou
W
44 OMe (E)-3-(5-(5-(unxmonponunamerun)-4,5,6,7-
v/\N | A O OH TeTParuapoTHeHo|3,2-c]nupuant-2-un)-2-
s TUIPOKCH-3-MeTOKcHeHm)-1-
/ o (enmnnpon-2-ex-1-o1
W
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042453

45 OMe N-(6-(5-(uuxnonponunmerin)-4,5,6,7-
v/\N | A \_ / OH TeTParuapoTueHo|3,2-cnupuana-2-mum)-3-
s ’:, NH THOPOKCH-4-METOKCUTIUPUANH-2-
0\;,5/ Wi1)3TeHCy Mb(poHaMUT
)
46 OMe (5-(5-(uuxnonponunmermn)-4,5,6,7-
v/\N | A\ OH TeTparuapoTHeHo[3,2-¢]mupuauH-2-1)-2-
s " THAPOKCH-3-MeToKcu(eHmm)(6-
— METUJITHPHIUH-3-HJT)METAHOH
N 7
47 OMe N-(5-(5-(uuxnonponunmMerun)-4,5,6,7-
W/\N R OH TeTparuapoTueHo|3,2-clnupuans-2-mui)-2-
s NH TUJPOKCH-3-METOKCUESHIIT)aKPHIaMUT]
(o}
7
48 OMe (E)-2-runpokcu-6-meTokcu-4-(4-
MeO
Q N\ O CHO | METOKCHCTHPHIT)OEH3aIbIer u
OH
49 OMe 4-(5-(umuknonponmwivertin)-4,5,6,7-
vV 1 CHO | Tetparunporueno[3,2-clnupuaun-2-mn)-2-
s OH THAPOKCH-6-METOKCHOeH3aIbAeT I
50 OMe (Z)-2-ruppokcu-3-mMeTokcu-5-(4-

e

CHO

METOKCHCTHPHI)OEH3aIbACI U]
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042453

51

MeO

(E)-2-drop-1-(2-ruapokcu-3-MeToKCH-5-

(4-metokcuctHpiT)heHm)3TaH- | -oH

52

(E)-2'-runpokcu-3'-meTokcu-5'-(4-
Metokcuctupun)-4,5-auruapo-[1,1'-

oudennn]-2(3H)-on

53

(E)-2'-runpokcu-3'-meTokcu-5'-(4-
METOKCUCTHPUN)-5,6-muruapo-[1,1'-
6udenun]-2(1H)-on

54

(E)-2'-runpokcn-3'-merokcu-5'"-(4-

MeTokcucTupun)-[ 1,1'-6udenmn]-2,5-auon

55

(E)-4-¢rop-2-ruapokcu-5-(4-

METOKCHCTHPHIT)OeH3aIbIer i

56

4

CHO

(E)-2-runpoxcu-3-MeTokeu-5-(2-(mupuaus-

2-n1)BUHKI)OSH3TbASTHA
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042453

57 OH (E)-2-runpokcu-5-(2-(nupuans-2-
CHO
WIT)BUHIIT)OEH3IbAErH
=
Z N
U
58 OH (E)-2-runpokcu-3-MeTokcu-5-(2-(mupuais-
MeO CHO ~
4-11) BUHIIT )OS H3AIbACT U]
=
=
<
N
59 OH (E)-2-runpokcu-3-metokcn-5-(2-(6-
MeO CHO
METHJITHPUIUH-3-1T)BUHIIT)OeH3aIbIer u
=
“
N
Me
60 OH Tper-6ytun  (E)-4-(3-bopmun-4-rugpokcu-
MeO CHO
5-METOKCUCTHPUI)TUTIEPHANH-1 -
kapGokcuar
=
N
Boc
61 OH (E)-3-drop-2-ruapokcu-5-(2-(mupunus-2-
F. CHO
WIT)BHHIIT)OEH3aIbACr n
=
=
)
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042453

62 (E)-3-drop-2-runpoxcu-5-(2-(6-
CHO
METHIIMTUPHANH-3-IJT)BUHHI)OeH3aTbACTHA
63 OH (E)-3-drop-2-runpokcu-5-(2-(nupuaun-4-
F CHO ~
WIT)BHHUIT)OEH3aIbaer 1y
=
=
<
N
64 OH tper-Oytun  (E)-4-(3-drop-5-popmun-4-
F CHO
rUAPOKCUCTUPUIT)IUNEPUANH-1 -
kapOokcuaT
=
N
Boc
65 OH (E)-2-ruapokcn-3-MeTokcu-5-(2-
MeO. CHO
© O (HadTanuH-2-111)BUHII)OCH3ATBACTHA
=
66 OH (E)-2-runpoxcu-3-MeTokcH-5-(3-0kco-3-
MeO CHO ~
O (ennnnpon-1-en-1-un)beHzanbaerun
=
T
67 OH (E)-2-runpokcu-5-(4-rugpokcu-3-
MeO CHO
O METOKCHCTUPIIL)-3 -METOKCHOEH3AIBAET UL
=
l OMe
OH
68 OH (E)-2-runpoxcu-3-MeTokcn-5-(3-
MeO CHO
MopdonnHo-3-okconpon-1-eH-1-
WT)OeH3aNbAETH
=
L
o
69 OH (E)-5-(2~([1,1'-Oudenun]-4-nn)Bunnn)-2-

THAPOKCH-3-MeTOKCHOeH3a b AeT A
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042453

70

(E)-5-(2-([1,1'-6ndenun]-4-un)Butmnn)-3-

(G TOp-2-rUaPOKCHOSH3ANBACTHA

71

5-(2-(2,3-murunpodenso[b][1,4]anokcun-6-
WIT)BUHWIT)-2-THAPOKCH-3-

METOKCHOEH3aIbAeT I

72

(B)-5-(2-(2,3-
aurnapobenso[b][1,4]anokcuH-6-
WIT)BUHI)-3-HTOp-2-

FI/IZ[]DOKCH68H33.J'IBHSFHH

(E)-2-runpokcu-3-MeToKcn-5-(4-

MOpPG}ONMMHOCTHPHIT) e H3aATbAETHA
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042453

74 OH (Z)-2-ruppoKcu-3-MeToKCH-5-(4-
MeO CHO
O MOPGOIMHOCTUPIUT) OEH3aIbIET /T
A
75 OH (E)-3-¢rop-2-runpokcu-5-(4-
F. CHO
O MOP(OIMHOCTUPIUT)OeH3aIbIET U
=
O
0
76 (Z)-3-prop-2-rugporcu-5-(4-
MOPGOIMHOCTHPHI )OS H3ATbASTH
77 (E)-2-runpoxcu-3-MeTokcH-5-(3-
MopdonuHOCTHPHIT)OeH3aIbACT A
78 (E)-3-¢rop-2-rugpokcn-5-(3-

MopdoanHOCTHPHIT)OeH3IbASTH
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042453

79 (E)-2-runpokcu-3-meTokcu-5-(3-
(UppONUANH- 1 -WT)CTUPIIT)OeH3abAETH
80 (E)-3-¢drop-2-rugpoxeu-5-(3-
(mupponuanH- 1 -un)cTupun)oeHsanbaerng
81 (E)-2-runpokcu-3-MeToKCcH-5-(4-
(TUPpONUANH- 1 -WT)CTUPUIT)OeH3AMbACTH]
82 (E)-3-¢drop-2-ruapokeu-5-(4-

(upponuauH- 1 -un)cTupun)oeH3aabaerns
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042453

83 OH (Z)-3-¢prop-2-ruapokeu-5-(4-
F. CHO =
(nupponunus- 1-wi)crupun)deH3anbaering
Ch °
Z
84 OH (Z)-2-runpoKcH-3-MeTOKCH-5-(4-
MeO. CHO G
(TUPpPONTUANH- 1 -WT)CTUPUIT )OS H3ANbACTH]
G )
-
85 CHO (E)-2-rungpokcu-6-metokcu-4-(4-
MeO OH ~
O (nuppoNMANH- 1 -1T)CTHPIT)OeH3aIbAETHA
=
O
86 CHO (E)-2-¢rop-6-runpokcu-4-(4-
F. OH
O (nupponunus-1-mwr)cTupi)OeHsa baerug
=
O
87 OH (E)-2-ruapokcu-3-metokcu-5-(4-(2-
MeO CHO
O METOKCHITOKCH)CTHPUIT)OeH3ab-1erny
=z
\o/\/o
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042453

38 OH (E)-3-¢rop-2-runpokcu-5-(4-(2-
F CHO ~
O METOKCHITOKCH ) CTUPIIT)OeH3aIIb- 1T U
=
~o P
89 OH (E)-5-(4-(1H-tinpazon-1-un)ctupmn)-2-
MeO CHO ~
O THAPOKCH-3-METOKCHOeH3aIbAETH
=
N,N
v/
90 (E)-5-(4-(1H-nmupasoan-1-um)ctupun)-3-
(hrop-2-ruapokcubeHsanbaeria
91 (E)-2-runpokcu-3-MeTOKCH-5-(2-(XMHOIHH-

6-11)BUHII )OS H3ATbAETH
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042453

92

(E)-3-¢rop-2-ruapokcu-5-(2-(XxuHoInH-6-

WIT)BUHIIT)OEH3QIbAErn

Tper-Oytun  (E)-6-(3-hopmun-4-ruapokcu-
5-METOKCUCTHUPHI)-3,4- TUr HAPOXHHOIHH-

1(2H)-kapboxkcuiar

94

per-Oytun  (E)-6-(3-¢drop-5-dopmun-4-
TUAPOKCUCTHPHI)-3,4-AUTHAPOX UHOIHUH-

1(2H)-kapboxcuiar

95

(E)-3-drop-2-ruapokcu-5-(2-(1-metnn-
1,2,3,4-TeTparuapOXnHONUH-0-

WIT)BUHUJT)O€H3abACT U
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042453

96 (E)-5-(4-(ansTHnaMiHO )CTHPII)-2-
THJPOKCH-3-METOKCHOCH3abACTH

97 (E)-5-(4-(nausTrnamuHo)ctupuin)-3-grop-2-
HAPOKCHOEH3AIbIETHA

98 (E)-5-(4-(1MKIOIPOITHIMETOKCH) CTHP I )-
2-rUAPOKCH-3-MeTOKCHOEH3aIbASI U

99 (E)-5-(4-(uMK10npONMIMETOKCH)CTHPIIT)-

3-drop-2-runpokcudeHsanbaer
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042453

100 (E)-5-(2-(xpomaH-6-11)BHHIT)-2-
THAPOKCH-3 -MeTOKCHOEH3a b AeT 1A

101 (E)-5-(2-(xpomaH-6-wi)BuHII)-3-hTOp-2-
THAPOKCHOEH3AIbAET UL

102 (E)-2-runpokcu-3-mMeTokcu-5-(4-
(nunepuans- 1 -wn)cTrpun)deH3anbaering

103 (E)-3-¢rop-2-ruapokcu-5-(4-(munepuans-

1-um)cTupun)deH3anbaerug
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042453

104 (E)-2-¢rop-6-rupporcu-4-(4-(munepuanH-

1-um)cTHpUI)OeH3aNbAET I

105 (E)-4-(4-(4-3Tunnunepasuu- 1 -un)cTupmn)-

2-¢hrop-6-ruppokcubeH3anbaer g

106 (E)-3-(5-(5-(umKJionpornankapOOHIT )-
4,5,6,7-terparunporueHo|3,2-c|nupuans-
2-111)-2-rUAPOKCH-3-MeTOKCHbeH -1 -

¢denunnpon-2-eH-1-01

107 (E)-1-(5-(5-(umKonpornankapOoHIT )-

4,5,6,7-TerparunpotueHo|3,2-cnupuanH-

2-111)-2-ruapoKCH-3-MeToKCHBEeH I )-3-

] (benunmporn-2-eH-1-oxH
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042453

OH o/j (E)-2-(1,3-nuokcan-2-mn)-6-¢prop-4-(4-
F. O o (rupponuans-1-wn)ctupun)denon
=
O
OH |/\ N~ 2-¢prop-6-((E)-((4-metunmunepasun- 1 -

1-um)cTupun)penon

O SN N \) W)UMUHO )MeTHN)-4-((E)-4-(mupponuans-
=z

H N'-((E)-3-brop-2-ruapokcu-5-((E)-4-
(nupponuany-1-

WIT)CTHPIT) O H3IIIHACH )aLe TO-THAPA3HA

2-drop-6-((E)-(pennnumuno)mern)-4-

((E)-4-(nupponuauns- 1 -un)crupun)heHon
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042453

112

2-¢prop-6-((E)-(2-

\© (denmnruapazono)merun)-4-((E)-4-

(nupponuauH-1-un)crupun)deron

113

N'-((E)-3-¢drop-2-runpokcu-5-((E)-4-
(nupponuanu-1-

WIT)CTUPHIT)OeH3MITHAEH )OS H30-THApPa3

114

/@ N'-((E)-3-¢1op-2-runpokcu-5-((E)-4-

(nupponuaus-1-
WIT)CTHPHIT)OCH3UITHIEH )OS H30T-

cynbhoHOruapasua

115

(E)-3-¢rop-2-runpokcu-5-((E)-4-

\© (IUppOTUANH- 1 -WT)CTUPHIT )OS H3ANbACTH]

O-dennnokcum
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042453

116

2-((E)-3-¢rop-2-ruapokcu-5-((E)-4-
(nupponunus-1-
WIT)CTHPUIT)OE H3UITHIEH )TUApa3HH- 1 -

kapOOKCUMHUIAMUT

117

(E)-3-(3-uuHHaMOMNI-4-THAPOKCH-5-

Mmetokcudpenn)- 1-penmmnpon-2-ex-1-oun

118

4-(((E)-3-¢rop-2-runpoxcu-5-((E)-4-
(rmpponuamn-1-
WIT)CTUPIUT) OeH3 WU AEH ))aMHIHO)- 1 -

MeTuJnunepasiHa 1-oxcun

119

-n

~o

(E)-3-¢rop-2-rugpokcu-5-(2-(6-
(MUPPONUANH- 1 -UI)THPUAUH-3-

WJT)BHHIIT)OEH3QIbAEr u
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042453

120 OH (E)-3-¢rop-2-runpokcu-5-(2-(5-

o (nMupponuAnH-1-1) TUPUAUH-2-

bl

WIT)BUHWIT)OCH3aJIbACT U

121 1-(((E)-3-drop-2-ruapokcu-5-((E)-4-
(upponuaus-1-
WIT)CTUPUIT)OCH3UITNACH)aMITHO)

MMHIOA30JUANH-2,4-THOH

122 (E)-3-drop-2-runpokcu-5-((E)-4-
(nupponuaAnH-1-1)cTupun)oeHsanbaerna

O-3THIOKCUM

123 OH (E)-2-dprop-6-(runpoxcumetiu)-4-(4-

(nupponuaus- 1 -um)crupun)benon

ZQ\O“
g
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042453

124

(E)-2-((uMKI0npONMIaMHHO)METHIT )-6-
drop-4-(4-(mupponugus-1-

un)crupui)peHon

125

2-((E)-((4-umnknonponuanumnepasut-1-
WI)UMUHO)MeTH)-6-bTop-4-((E)-4-

(rmpponuany-1-wn)ctupun)deHon

126

2-((E)-((4->Tunnunepasuu-1-
WI)UMHUHO)MeTH)-6-brop-4-((E)-4-

(nupponuans- 1 -wn)crupmn)deHon

127

2-¢1op-6-((E)-(MOPH OTHHOMMUHO )METILT )~

4-((E)-4-(mupponuaus- 1-mm)ctupun)denon
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042453

128

Tper-Oytun  4-(((E)-3-drop-2-rugpokcu-5-
((E)-4-(mupponunun-1-
WIT)CTHPWIT) O H3MITHACH )aMUHO ) THIIEPA3HH-

1-xapGokcuaar

129

2-¢rop-6-((E)-(nunepasux-1-
nnumuao )MeTH)-4-((E)-4-(mupponuaun-1-

WIT)CTUPUIT)(PEHOIIA THAPOXJIOPHA

(E)-2-runpokcu-5-(4-(3-
rUIPOKCUMUPPOIMANH- 1 -HT)CTUpHIT)-3-

METOKCHOEH3aIbAET L
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042453

131

(E)-3-¢rop-2-runpokcu-5-(4-(3-
THAPOKCHINPPOIHANH-1-

WIT)CTUPHIT)OEH3abAEr A

(E)-2-runpokcu-5-(4-(2-
(TUOPOKCHMETHIT) THPPOIHAHH-1-

WIT)CTUPUIT)-3-METOKCHOESH3A bS]

(E)-3-¢drop-2-ruapoxcu-5-(4-(5-Tuokco-
1,5-nurunpo-4H-1,2,4-tpuason-4-

WIT)CTHPUIT)OEH3AIbAETH

134

(E)-3-¢drop-2-ruapokcu-5-(4-(5-okco-1,5-
nuruapo-4H-1,2 4-rpuazon-4-

WIT)CTHPUI )OS H3AIbICTHL
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042453

135

(E)-2-runpokcu-3-meTokcn-5-(4-(2-
OKCOMUPPOIUAUH-1-

WIT)CTUPIIT)OeH3aIbIer i

136

E)-5-(4-(6,7-nurnaponupaxo[4,3-
c]nupason-1(4H)-un)crupun)-3-prop-2-

THAPOKCHOEH3AIbAET U

(E)-3-¢rop-2-ruapokcu-5-(4-(2-
okcoTerparuaponupumuaus-1(2H)-

WIT)CTUPHIT)OEH3AIb AT U]

(E)-5-(4-(2,2-numernnrerparuapo-5H-
[1,3]anokcono[4,5-c]nuppoi-5-
WIT)CTUPUIT)-2-THPOKCH-3-

METOKCUOEH3aIbIErHA

139

(E)-5-(4-(3,4-ouruapokCHITMPpOIHANH-1-
WJT)CTHUPHIT)-2-THAPOKCH-3-

METOKCHOEH3aMbIEr M

140

(E)-2-runpokcu-3-mMeTokcu-5-(4-(2-
oxcorexcaruapo-5SH-mippono[3,4-

dJokcason-5-un)cTrpun)oeHsanbaerua
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042453

141

(E)-2-runpokcu-3-mMeTokcu-5-(4-
(terparunpo-1H-dypo[3,4-c]mupporn-

5(3H)-un)crupun)OeH3anbaeri

142

(E)-5-(4-(2-oxca-7-azacmupo[4.4]HoHaH-7-
WIT)CTUPUIT)-2-TUAPOKCH-3-

METOKCHOEH3aIbIET

(E)-2-runpokcu-3-MeTokCcU-5-(4-(8-0kco-2-
okca-7-asacnupo[4.4]HoHaH-7-

WIT)CTUPHIT)OEH3aIb AT U]

144

(E)-2-runpokcu-3-merokcn-5-(4-(3,4,4-
TPUMETUI-2,5-TNOKCOUMUAA30IUANH-1-

WIT)CTHPIIT)OeH3aIbIer i

145

(E)-5-(4-(2,4-amoxco-1,3-
nuazacnupol4.4]HoHaH-3-WIT)CTHPII)-2-

IUAPOKCH-3-METOKCHOEH3aIbAET U

146

(E)-5-(4-(2,4-nmoxco-1,3,8-
Tpuaszacnupo[4.5]nexan-8-mn)cTupun)-2-

THAPOKCH-3-MeTOKCHOeH3aIbAeT i

- 176 -




042453

147 (E)-4-(3-popmun-4-rugpokcu-5-
METOKCHCTHPUIT)(DEHU MUPPONUAUH-1-

kapbokcunar

148 (E)-2-runpokcu-3-metokcu-5-(4-(1-
okcuao-4,5-nuruapo-3H-116-usornason-1-

WIT)CTUPHIT)OEH3aIbaer n

149 (E)-4-(3-dopmuin-4-ruapokcu-5-

METOKCHCTUPII)OCH3aMUL

150 (E)-4-(3-popmun-4-rupokcu-5-

METOKCHCTHPIT)-N-H30nponunteH3aM i
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042453

151 (E)-N-(4-(3-bopMun-4-ruapoxcu-5-
MeToKCHCTHPUI)eHU)u300y THpa-Mna

152 (E)-5-(4-(1H-umuznazon-1-un)crupui)-2-
THIPOKCH-3-METOKCHOEH3aIber U

153 (E)-5-(4-(1H-1,2,4-tpuazon-1-mm)cTupun)-
2-TUIPOKCH-3-MEeTOKCHOEH3aIbIer ni

154 (E)-2-runpokcu-3-metokcu-5-(4-(okcason-

4-un)ctupun)OeH3anbaerun
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042453

155 (E)-2-runpokcu-3-mMeTokcu-5-(4-(tnazon-4-
HIT)CTHPIIT)OCH3aNbICTHA

156 (E)-2-runpoxcu-3-meTokcn-5-(4-((4-
METUJINMUNepasuH-1-
WIT)METHIT)CTHPHIT)OeH3aIbACTHA

157 (E)-3-¢rop-2-ruapokeu-5-(4-(1-metun-1H-
H1pa3os-4-1i)CTHPUI)OeH3ATbASTH

158 (E)-3-¢drop-2-rugpokeu-5-(4-(1-metun-1H-
[HPa30JI-3-1T)CTUPUIT) OeH3TbAE T U]

159 (E)-5-(4-(2H-Terpason-5-un)ctipun)-3-
(hTOp-2-runpokcudeH3abIeTH

160 5T (E)-(4-(3-¢drop-5-dpopmun-4-

ruapoKkcucTHpH)beHmI)Kapdbamar
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042453

161 (E)-1-(4-(3-dop-5-popmui-4-
TUPOKCUCTUPUIT)(EHIT)-3-

U30MNPONUIMOYEBHHA

162 (E)-N-uuknonponuia-4-(3-¢prop-5-popmui-

4-rugpokcucTHpII)OeH30MICY Ib-POHAMUA

(E)-N-(4-(3-¢prop-5-popmun-4-
TUAPOKCUCTHPUIT)(pEHMIT)METaH-

cyabhoHaMua

164 (E)-3-drop-2-ruppokeu-5-(4-((1-
METUINHIEPUANH-4-

HIT)CyIb()OHMIT)CTUPHIT)OeH3aIb AT ]

WJIN €T0 TayTOMep, WK (papMaleBTUIECKH MIPUEMIIEMast COJIb JIF0OOTO U3 BINICTIEPEUHCIICHHBIX.

43. dapmareBTHyecKas KOMIIO3MLUS, COJAEpXKallas 1Mo MEHbIIeH Mepe OJHO COCIMHEHHE MO JIF00OMY
OJIHOMY W3 I 1-42, unm ero tayromep, Wik (GpapMareBTUISCKH MPUEMIIEMYIO COJIb JTFOOOTO W3 BBIIIETIEPEIHC-
JICHHBIX.

44, ®apmarieBTHIECKasT KOMITO3UIUS 110 11.43, TOTIOTHUTENHHO coaepikamas (GpapMareBTHIeCKH prueMiIe-
MO€ BCIIOMOTATEIFHOE BEIIECTBO.

45. Crioco6 neueHus 3a00JIeBaHMsI WM COCTOSTHUS, CBI3aHHOTO C TeTepoaumepu3areit TLR2, Bkimodaro-
MU BBEIEHHE CYOBEKTy, HyXXIAIOIeMycs B TaKOM JICUeHHH, d(P(PEKTHBHOTO KOJIWYECTBA 10 MEHBIIEH Mepe
OJTHOTO COEIMHEHHMS T10 JII00OMY OJHOMY u3 M. 1-42, uinu ero Tayromepa, Win (papMareBTHIECKH TPUEMIIEMOH
COJIM JIIOOOTO U3 BHIIETIEPEUHCIICHHBIX.

46. Crioco0 1o .45, oTIANYAIOMHKACS TeM, YTO 3a00JIeBaHUE MM COCTOSHIE BRIOPAHO M3 IPYIIIbI, COCTOS-
niedd u3 Oone3nu AnbireiiMepa, 6ose3nu [lapkuHCOHA, JIOOHO-BUCOYHOHN AEMEHIINH, TEMCHIUH C TeablaMu Jle-
BU (Oome3nu Tener JleBu), 6one3nu [lapkuHCOHA ¢ MEMEHIMCH, MHOKECTBEHHOW CHCTEMHOW aTpO(pHUH, aMHO-
TPOQHUIECKOTO JaTepaTbHOTO CKiepo3a, 0oje3Hn XaHTHHITOHA, IPOrPECCUPYIOIIEro HAIbsAACPHOIO Mapaanda
(ITHIT), 6one3nn HumanHna-ITuka tuma C, BocnaiuTeIbHBIX 3a00J€BaHUM, aCTMBI, XpOHHYECKON 00CTPYKTHBHON
6one3nn nerkux (XOBJI), XpoHUYECKUX MENTHYECKUX SI3B, CHHIPOMa pa3IpakeHHOTO KHUIIEYHHKA, TyOepKyIe-
33, PEBMAaTOMIHOTO apTPUTa, OCTEOAPTPUTA, XPOHHIECKOTO CHHYCHTA, TelaTuTa, renarura B, remarurta C, mo-
Jarpbl, BOTYaHKH, IUIEBPHUTA, SK3EMbI, TACTPHTA, IICOPHa3a, MCOPHATHIECKOTO apTPUTa, BACKYJINTA, JJAPUHTUTA,
AITIEPTUYECKIX PEaKIii, PacCesIHHOTO CKiepo3a, 6one3an KpoHa, TpaBMaTHYECKOTO MOBPEXKICHUS TOJIOBHOTO
mosra, CIDP (xpoHH4YecKoil BOCTIaIUTENHHON NEeMUCIMHU3NPYIONICH MOJIMHEHPONaTuy), HHCYIbTa, HIIEeMUYe-
cKolf 0oJIe3HM cepjua, aTONMYECKOTo AEpMaTHTa, OOBIKHOBEHHBIX YIpei, po3aliea, HEaJIKOTOJIbHOW >KUPOBOH
00JIe3HN TIEYEeHH, HEAIKOTOJIbHOTO CTEaTorenaTHTa, TpaBM POTOBHIIBI, HapyIIeHuH porouisl, HSV porosuisl,
6osieznn LlTaprapara (1oBeHUIHLHOM MaKyJSIpHOH JlereHepaliy), BO3pacTHOW MaKyJISIPHOH JereHepaliy, cel-
cuca, 1nabeTHYecKuX paH, BUpyca MPOCTOTO reprieca U rpuOKOBBIX, OAKTEPHAIbHBIX, BUPYCHBIX U OIYXOJICBBIX
3a00JICBAaHUI FITH COCTOSTHHI.

- 180 -



042453

47. Cnoco0 BMemaTenbCcTBa B rerepoanMepusanuio TLR2 B kiIeTke, BKIIOYAIOIINN PUBEICHUE B KOHTAKT
KICTKH C 3QPEKTUBHBIM KOJMYECTBOM IO MEHBIIICH MEpe OJHOTO COCIMHEHUS IO JII000MY OJHOMY M3 Tl 1-42,
WIA ero TayToMmepa, WiId (GapMaIeBTUYECKH MPHEMIIEMOH COJIM JIIOOOTO W3 BHIMICTICPEUYHCICHHBIX /N 10
MEHBIIIEH Mepe ¢ OJHOH (papMaleBTHIECKOW KOMITO3UITHEH 1Mo 11.43, mpudeM MpUBEJICHUE B KOHTAKT MPOUCXO-
IIAT 1N Vitro, €xX vivo WM in vivo.

48. Cnoco6 no .47, B KOTOPOM BMEIIATENBCTBO B TeTepoaumepm3anuio TLR2 B keTke BKIFOYaeT MOMIY-
JMPOBAHNUE, IPEIOTBPAIECHIE, 3aMeJICHHE, PeBEPCHPOBaHIE WM HHIHOMpoBaHKe TeTeponumepu3ari TLR2 B
KJIETKE.

@ EBpa3suiickasi naTeHTHas opraHusauus, EAMB
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