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Hacrosimee n3o0perenne oTHOCUTCS K aHTaroHucTaM perentopoB LPA| ¢popmyast (I) 1 nx npuMeHeHuro B
Ka4yeCTBE aKTHBHBIX KOMIIOHEHTOB JJIs IIPUTOTOBIICHUS (hapMalleBTUUECKIX KOMITO3Unui. V3o0peTenue Taxxke
KacaeTcs POJCTBEHHBIX ACIIEKTOB, BKJIIOUYAsl CIIOCOOBI MONYYCHHS COSAWHEHHH, (papMameBTHUECKHE KOMIIO3H-
uH, conepxamue coeannerune Gopmynsl (I), 1 X NpuMeHeHNE B KadyecTBE JICKAPCTBEHHBIX CPEJICTB, ITO/IaB-
nsronTuX (UOPO3HBIE TIPOIIECCHI WIIH APYTHE HAPYIIEHHUsS, B KOTOPBIX UTPAIOT poiib penentopbl LPA |, minbo oT-
JIENTBHO, JINO0 B KOMOMHAITUH C APYTHUMH aKTHBHBIMH COCTUHEHUSMH WA TEPATHSMH.

JInzodochomumnuabl mpeacTaBIsIIOT co00if MeMOpaHHbIE OMOAKTUBHBIC JTUIHMIHBIE METUATOPBI, CPEIU KO-
TOPBIX OJTHAM W3 HanOoJee BaXKHBIX ¢ MEAWIIMHCKONW TOYKH 3peHUs ABIseTcs Mu3odochaTunnas kuciora (LPA).
LPA He sBIsleTCSI OTHUM XUMHYECKHM COEAMHEHHUEM, a MPEACTABIIET OO0 HaOOp IHIOTEHHBIX CTPYKTYPHBIX
BapUaHTOB C >KUPHBIMH KHCJIOTaMH pa3lIMYHOM JUIMHBI M cTerneHH HackimeHHocTH (Fujiwara m ap., J. Biol.
Chem. 2005, 280, 35038-35050). CtpykrypHsiii ckener LPA nponcxomut n3 pochonunumsos Ha OCHOBE TIIHIIE-
puHa, Takux kak ¢ocparnannxonut (PC) mm pocdaruanas kucnora (PA). LPA npexacrasnsator codoit 6uoso-
THYCCKU aKTUBHBIC JTUMHB! (CUTHAIBHBIC JIMU/IBI), KOTOPBIC PETYIUPYIOT PA3UYHBIC KICTOYHBIC CUTHAIBHBIC
IYTH IyTE€M CBS3BIBAHMS C TaKHM JKE€ KJIACCOM PEIENTOpPOB, CBA3AHHBIX C 7-TpaHCMEMOpaHHBIM aoMeHoM G-
6emka (GPCR) (Chun, J., Hla, T., Spiegel, S., Moolenaar, W., Pen., Lysophospholipid Receptors: Signaling and
Biochemistry, 2013, Wiley; ISBN: 978-0-470-56905-4; Zhao, Y. u np., Biochim. Biophys. Acta (BBA)-Mol.
Cell Biol. Of Lipids, 2013, 1831, 86-92). M3BecTHbie B HacTosImee BpeMs penentopbl LPA 00603HagaroT kak
LPA,, LPA,, LPA;, LPA,;, LPAs u LPA¢ (Choi, J. W., Annu. Rev. Pharmacol. Toxicol. 2010, 50, 157-186).
Hyxneornanas mocnenoBaTeI-HOCTh M AMUHOKHCIIOTHAS TTOCIIEAOBATENIFHOCTE perieniropa LPA| gemoBeka m3-
BECTHBI B TaHHOW oOiactu u omyOsimkoBanbl (Hecht u ap. 1996 J. Cell. Biol. 135:1071-83, An u ap. 1997 Bio-
chem. Biophys. Res. Comm. 231:619-622).

LPA naBHO M3BECTHBI B KaueCTBE MPEIIIECTBEHHUKOB OHMOCHHTE3a (PochoMnuaoB Kak B dyKapHOTHYE-
CKHX, TaK ¥ B IPOKAPHOTHYECKHX KJIETKAX, HO TOJILKO HelaBHO ObLIO 0OHapyxkeHo, uto LPA crmyxar B kauecTBe
CUTHAJIBHBIX MOJICKYJI, KOTOPBIC OBICTPO BHIPAOATHIBAIOTCS M BHICBOOOKIAIOTCS aKTUBHPOBAHHBIMU KIICTKAMU, B
YaCTHOCTH, TPOMOOIIMTaMH, IJIsl BO3/ICHCTBHUS Ha KIETKU-MUIICHH ITyTeM JIEHCTBHS Ha CIEIU(UUECKHE pelerl-
TOPBI KIIETOYHOM TIOBEPXHOCTH (CcM., Harpumep, Moolenaar u ap., BioEssays, 2004, 26, 870-881, u van Leewen
u np., Biochem. Soc. Trans., 2003, 31, 1209-1212). [ToMuMO CHHTE3UpPOBAHUS M MPOIECCUHTA IO O0Jiee CIIOXK-
HBIX (hOocHONMUITUIOB B HSHAOIIIA3MATHICCKOM peTHKyiTyMe, LPA MoryT momydaThcsi B pe3ynbTaTe THAPOJIN3a
paHee CyIIecTBOBAaBIINX (OCHOTUIHUIOB MOCIE aKTHBAIMU KIETOK; HAIPUMEp, B MOJIOKEHUX SN-2, KaK MpaBH-
JI0, He COJEPIKUTCS OCTAaTKa XKUPHOH KUCIOTHI W3-3a NEAIFNIUPOBAHUS, B YCIOBHIAX KOTOPOTO OCTAETCS TOJBKO
sn-1 TUAPOKCHI, TePUPHUITUPOBAHHBIN KUPHOH KucIOoTOH. Bojee Toro, kimoueBoit epmMeHT B BeipaboTke LPA,
ayrotakcuH (lysoPLD/NPP2), moxer npencraBisith coO0i MPOIYKT OHKOTeHA, TaK KaK MHOTHE THIIBI OITyXO0JIei
OKa3bIBAIOT MOBBIMIAIOIIYIO PETYJSIIUI0 B OTHOIEHHH ayToTakcuHa (Brindley, D., J. Cell Biochem. 2004, 92,
900-12). Coobmianocs 06 onpezneneHun KoHueHTpauuii LPA B ruta3me & chIBOpOTKE YEIOBEKa, a TAKKe XKUAKO-
cTH OpoHXoabBeosipHOTO NaBaxa (BALF) uenoBeka, BKIIIO4ast onpeesieHus], BHIITOJIHEHHBIE C HCIIOJIb30BaHHU-
eM uyBcTBUTENBHBIX U crieruduueckux KX/MC & KX/MC/MC meroauk (Baker u ap., Anal. Biochem. 2001,
292, 287-295; Onorato u ap., J. Lipid Res., 2014, 55, 1784-1796).

LPA BrusieT Ha IHUPOKHUH CIEKTP OMOJIOTHYECKUX pEaKIMi, HAaUMHAS OT WHAYKIIMH MPOJUQeEpann Kie-
TOK, CTUMYJIIIIMN MHUTPAIAH KIETOK W PETPAaKIHWU aKCOHOB, 3aKPBITHS MEXKJICTOYHBIX IIEJICBBIX KOHTAKTOB, H
Jlake XxeMoTakcuca ciu3oBukoB (Goetzl, u mp., Scientific World J., 2002, 2, 324- 338; Chun, J., Hla, T., Spiegel,
S., Moolenaar, W., pex., Lysophospholipid Receptors: Signaling u Biochemistry, 2013, Wiley; ISBN; 978-0-
470-56905-4). O6bem 3HaHmid 0 6uosornu LPA mpomormkaeT pacTd 1o Mepe TOro, Kak Bce OOoJbIne U OOJbIe
KJIETOYHBIX CHCTEM IIOJIBEPralOT UCIBITAaHMIO Ha oTBedaeMocTh Ha LPA. Hampumep, B Hacrosiiiee BpeMs u3-
BECTHO, YTO B JIOTIOJIHEHHE K CTUMYJIALMK POCTa KIETOK U nposmdepanny, LPA criocobcTByIOT poneccam Kite-
TOYHOTO HATSDKCHUS U CBSI3bIBaHMS (UOPOHEKTHHA KIICTOYHOM IMOBEPXHOCTH, KOTOPHIC SIBIISIOTCS Ba)KHBIMH CO-
OBITHSIMH B 32)XMBJIEHUH paH U pereHepanmu (Moolenaar u np., BioEssays, 2004, 26, 870-881). Henauo LPA
Taroke OblJIa IPUITMCAaHa aHTHAIIONITHYECKas! aKTHBHOCTb, a TaKkKe HeJaBHO coobuianock, yto PPARy npencras-
nset coboit perenrrop/mutieHs st LPA (Simon u np., J. Biol. Chem., 2005, 280, 14656-14662).

®ubpo3 sABIAETCS PE3yabTaTOM HEKOHTPOIUPYEMOTO TIpoIiecca 3a)KUBJICHHUS TKaHHU, IPUBOIAIIETO K Upe3-
MEpPHOMY HAKOIUICHHUIO W HEJOCTATOYHOU pe3opOrmu BHeKIeTouHOro MaTpukca (ECM), 4To B KOHEYHOM HTOTE
TIPUBOIUT K TIOBpeXIeHuIo oprana-mumeHu (Rockey u ap., New Engl. J. Med., 2015, 372, 1138-1149). Henas-
HO CO00IIAIOCh, 9TO penentopbl LPA| cBepXdKCIPECCHPOBAIKCH Y TAIUEHTOB ¢ MIUOTMATHIECKAM (HHOPO30M
nerkux (IPF). Mplimmm, HOkayTHBIE TI0 perienTopy LPA |, Takke ObLIH 3aIMIIEHBI OT HHAYIIUPOBAHHOTO OJICOMHU-
mHOM (ubpo3sa nmerkux (Tager u ap., Nature Med., 2008, 14, 45-54). Takum oOpa3om, aHTAarOHUCTHIECKOE JTEH-
CTBHE B OTHOIICHUU perentopoB LPA| MoxkeT ObITh monie3HbIM uist deueHus Guoposa (Stoddard u nap., Biomol.
Ther., 2015, 23 (1), 1-11; Rancoule u ap., Expert. Opin. Inv. Drug 2011, 20 (85), 657-667; Yang u np., IOVS
2009, 50 (3) 1290-1298; Pradére u nmp., J. Am. Soc. Nephro. 2007, 18, 3110-3118; Abu El-Asrar u mp., Acta
Ophthalmol. 2012, 90, e84-e89), Takoro kak ¢pudpo3 nerkux, pudpo3 neyenu, puodpo3 nouek, Gudpo3 aprepuii
U CHCTEMHBIH CKIICpO3 M, TAKUM 00pa3oM, 3a00JIeBaHUI, KOTOPHIC BO3HUKAIOT B pe3yibTare Gpuodposa (Gpudpos
JETKUX - uauonarudeckuii ¢puopos aerkux [IPF], ¢ubpos neuenn - neankorombHblid crearorenatut [NASH],
(hubpo3 moyek - nuadeTnyeckas HePpomaTus, CUICTEMHBIHN CKepo3 - ckiepoaepmust) (Castellino u ap., Arthritis
Rheum. 2011, 63 (5), 1405-1415).
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st medenus [PF npuMeHsIOT KOPTHKOCTEPOUIBI B KOMOMHAIIMY ¢ HIMMYHOAEIIPECCaHTaMH, [TUTOCTaTHYe-
CKHUMH CPEICTBAMH M aHTHOKCHIaHTaMu. [Ipn nmpuMeHeHNH Al JUTUTENBHOTO JICYEHUS! KOPTUKOCTEPOHUIBI MO-
TyT BBI3BaTh MoOOUHBIE AericTBHA. [Tupdennmnon omodpen mis nedenus [PF, HO TepaneBTHYECKUIT MEXaHU3M €Tro
JEHUCTBHS HE U3BECTEH U, KPOME TOTO, C MPUMEHEHNE MUP(EHNIO0HA CBsI3aHbI MOO0UHBIE feiicTBH. Takum oOpa-
30M, TIepOpaIbHbIE AKTHBHBIE COSTUHEHHS, KOTOPhIE criennduaeckn HameneHsl Ha (UOPO3HbBIE MPOIIECCHI U 00-
JTaJa0T yMEHBUIEHHBIMU MOOOYHBIMH JEHCTBUAMH, MOTYT 3HAYUTEIBHO YIy4YIIUTh COBPEMEHHBIE METOJBI JIe-
YeHUS] HEKOHTPOJIUPYEMBIX (GUOPO3UPYIONMINX 3200 ICBaHHA.

[Tpumenenne antaronuctos perentopoB LPA; He orpannmumBaercs (GpuOpo30M, B YaCTHOCTH, MX MOXKHO
NPUMEHSTD B CIIy4ae ApYruX HapyIICHHUH, TP KOTOPBIX B ITATOJIOTHUH UTPAET poib perentopHas ock LPA/LPA;,
TaKUX Kak 00JIb, BKIIIOYasi OCTPYIO 00JIb, XpOHHYECKYIO 00JIb M HeBponaTtuieckyto 6ok (Inoue u np., Nat. Med.
2004, 10 (7) 712-718; Kuner, Nat. Med. 2010, 16 (11), 1258-1266), Bxitodast GuOPOMHUAITHIO, SBISIONLYIOCS
cieicTBHeM o0pazoBaHust (GUOPO3HOI pyOIIOBOM TKaHU B COKPAaTHTENBHBIX (CKEJICTHBIX) MBIMIIAX, rae Guopos
CBSI3BIBACT TKAaHM U IPEMATCTBYET TOKY KPOBH, UTO IMPUBOJUT K OOJIHM, U OHKOJIOTMYECKYIO OOJIb; 3I0Ka4eCTBEH-
Hble ¥ JOOpOKauyecTBEHHbIC NpoiH(epaTHBHBIC 3a00JIEeBaHMs, BKIIOYasl 3J0KAUEeCTBEHHOE HOBOOOpa3OBaHHE
(Stoddard u np., Biomol. Ther., 2015, 23 (1), 1-11; Komachi u gp., Cancer Sci. 2012, 103 (6), 1099-1104; Zeng
u ap., The Prostate 2009, 69, 283-292), u KOHTPOJIb MPOJIUPEPAIINN OIMYXOJICBBIX KICTOK, NHBA3HH M METaCTa31-
poBaHMs KapIuHOM, W Me3oTenuomy IeBpbl (Yamada, Cancer Sci., 2008, 99 (8), 1603-1610), me3oTennomy
OpromyHbI WM MeTacTasbl B kocTu (Boucharaba u np., J. Clin. Invest., 2004, 1 14(12), 1714-1725; Boucharaba
u ap., Proc. Natl. acad. Sci., 2006, 103(25) 9643-9648); Bocnanenue (Li u ap., Kidney International 2017, 91(6),
1362-1373; Lin u gp., Am. J. Pathol. 2018, 188 (2), 353-366; Watanabe u mp., J. Clin. Gastroenterol. 2007, 41
(6), 616-623; Watanabe u ap., Life Sciences 2007, 81, 1009-1015); HapyIueHHs co CTOPOHBI HEPBHON CHCTEMEI
(Stoddard u np., Biomol. Ther., 2015, 23 (1), 1-11; Choi u ap., Biochim. Biophys. Acta 2013, 1831, 20-32; Na-
gai u 1p., Molecular Pain 2010, 6, 78); u pecriuparopHble 3a00JeBaHusI, BKIIIOYAs alJIEPTUUECKHE peCcITUpaTop-
Hble 3a0osieBanus 1 runokcuio (Georas u ap., Clin. Exp. Allergy 2007, 37 (3), 311-322). bsiio mokasaHo, 4to
LPA oxa3bIBaeT cokpamiaroniee JeliCTBHE Ha IJIQJKOMBIIICUHbIE KICTKH MOYEBOTO ITy3bIpsi, BBIJCICHHBIC U3 HE-
TO, ¥ CIIOCOOCTBYET POCTY SMUTEIHAIBHBIX KJIETOK, HMEIOMINX MPOUCX0XKICHUE U3 MPEACTATeNbHOM sxene3sl (J.
Urology, 1999, 162, 1779-1784; J. Urology, 2000, 163, 1027-1032). Kpome Toro, 6su10 Moka3ano, 4to LPA BbI-
3bIBAET COKPAIICHUE MOUYEBBIBOISIINX ITyTEH M MpeACTATEIbHON JKENe3bl in Vitro M yBEIHUUBAET BHYTPUYPET-
panpHOe namienue in vivo (WO 02/062389). LPA Ttaxke Obuta cBsi3aHa C OXHPESHHEM M PE3MCTEHTHOCTHIO K
nacynuny (K. D'Souza u ap., Nutrients 2018, 10, 399).

B WO 2013/096771 packpbIT IUpOKH poaoBoii criekTp aronnctoB TGRS, 3asBIEHHBIX B Ka4eCTBE aK-
TUBHBIX BelIeCTB s JeueHus nquabdera. B US 2007/0078120 (WO 2005/037269) packphIT MIMPOKUIA POIOBOM
CIEKTp MHUIIEPUANHOBBIX MPOU3BOJIHBIX, 3asBICHHBIX B KaUECTBE TTOJIC3HBIX BEIIECTB /ISl CHIDKCHHS! KOHIICHTpa-
un xonectepuna JIITHIT B kpoBu. B WO 2003/088908 packpbIT IIMpOKH POIOBON CIIEKTP WHTHOUTOPOB Ka-
JMEBBIX KaHAJOB Ha NPHMEPE HEKOTOPHIX MUIIEPUAMHOBBIX HMPOU3BOJIHBIX, KOTOPBIE, OAHAKO, OTIMYAIOTCSI OT
COEIMHEHUH HACTOSIIEro N300peTEeHNs 0 MEHbBIIECH Mepe OTCYTCTBHEM 0053aTeIbHOTO IMPUCYTCTBYIOIIETO 3a-
mectutens R*. B WO 2012/078805 u WO 2009/135590 packpbIThI CTPYKTYPHO OTAANCHHbIE COSAMHEHHS, KOTO-
pBIe€ JEHCTBYIOT KaK aHTAaroHUCTHI perentopa LPA|, u 3asBIeHBl B Ka4eCTBE COCAWHEHUH, IEMOHCTPUPYIOITIX
oTIpeJIeNIeHHOE TTPOTUBO(GUOPO3HOE IEHCTBHE.

Hacrosimee n3o0petenne obecrieunBaeT HOBbIe coenuHeHus1 GopMyasl (I), KOTOpBIE SBISIOTCS aHTarOHH-
ctamu perenropa LPA,, cBsazarnoro ¢ G-0ekoM, 1 MOTYT 00J1a/1aTh CHIILHBIM H JTUTEIIEHBIM TIPOTHBOGUOPO3-
HBIM JEHCTBHEM, KOTOPOE MOKET OBITh OIIOCPEAOBAHO HHIMONPOBAHUEM IIPOTIOTEBAHMS XKUAKOCTH YEPE3 COCYIB,
MHIMOMPOBaHUEM TIpeBpalleHust (puOpodIacToB B MHOGUOPOONAcTsl, W/HMIN UHIMOMPOBAHHEM IIOCIIEAYIOLIETO
BBICBOOOXICHUSI TPO(QUOPOTHUECKUX IIMTOKMHOB MHO(uOpodnactamMu. Takum 006pa3oM, COeAMHEHHST HACTOSIIIETO
M300peTeHNss MOTYT OBITH MOJIE3HBIMU JUTS JICUEHHsI, HAIIpHMEpP, HEKOHTPOJIMPYEMBIX (PHOPO3HUpYIOIHX 3a00JIeBa-
HUH 1 Ipyrux 3a00J1eBaHUH 1 HAPYIICHUH, CBSI3aHHBIX C Iepegadeil CUrHanoB ¢ yyactueM LPA.

1) IlepBblii acrieKT H300peTEHUst OTHOCHUTCS K coeanHeHusIM (opmyisl (1)

RG
|
I
RS N R*
H
N
WY
RN R®
R1

®dopmyaa (I),
rae
W npencrasiser coboit N, u Z npencrasisier coboit CH; min Z npencrasisier co6oit N u W nipencrasinsier
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coboii CH;

R' o3Hauaer BOJIOPOJ WK TOP;

R? o3nauaer BOJZIOPO/I, TaJIOTeH (B 0COOEHHOCTH XJIOP), METHII, STHJI, METOKCH WUJTH dTOKCH;

R’ o3nauaer C;.;ankokcn (B 0COGEHHOCTH METOKCH, H30MPONOKCH) HiH Ci3hTOPAIKOKCH (B 0COBEHHOCTH
TU(TOPMETOKCH);

Ar' mpezcrasmsier co60it GEHMI, HITH 6-9IICHHBIN TeTepOapIIl, COICP AL OMH MM IBA aTOMa a30Ta (B
0COGEHHOCTH MUPHAMHIN); (a2 UIMEHHO Ar' mpeacTaBisierT coboii (heHI), /e yKa3aHHas Tpymna Ar' 3aMmerieHa
MOCPEICTBOM R‘uR’ , Tae

R* o3nauaer H-TIpOmTiL, u3onponui, C; ¢IIUKIOANKUII, HEOOSI3aTeIbHO COACPKAIINAN KOJBIICBOW aTOM KH-
ciopona (B 0COOCHHOCTH HUKIIOMPOMIUI, TUKIOOYTHI, IUKIONCHTII, IUKIOTeKCHI, TeTparuapo-2H-mupan-4-
WIT) WIKA OUAKIONEHT-1-eH-1-1i; (TOe cieayeT MOHUMATh, YTO YKa3aHHBIA 3aMECTUTEIb R* MPUCOCIMHEH B OPTO-
MOJIOKCHUU OTHOCUTEIFHO TOYKH MPUCOCTUHECHUS OCTATLHONU YaCTH MOJICKYJIBI) H

R’ MPEJCTaBISCT OO0 OJMH 3aMECTUTENh, HE3aBHCUMO BBIOPAHHBIA W3 BOJIOPOJa, (TOpa, METHIA HITH
METOKCH (B IMOJIBAPHAHTE OCYIECTBICHHUS, B CIIydae, CCIN Ar' MPEJCTaBISCT cO00# (eHm, R’, B ocobennocTH
TIpeCcTaBiIsieT co00H BoOpoa; GPTOp B MONOKEHUH 5 WK 6; METHII B MOJIOKEHUH 4, 5 WK 6; UM METOKCH, B
TTOJIOKEHHH 5 yKa3aHHOH (DeHMIFHON IPYIIIBI; B YaCTHOCTH, B TAKOM ciydae, R’ mpejacrasiser coboit ouH 3a-
MECTHUTEIb, HE3aBUCUMO BEIOpaHHBIA M3 BOJIOpOAa, (TOpa, METHUIIA U METOKCH, B TIOJIOKEHUHU 5 yKa3zaHHOU ¢e-
HUJIBHOM TPYIIIE);

M ¥ N HE3aBHCHMO MPEICTABISIOT co6oif memoe wmncno 1 wiu 2; u rpymma -L-R® mpexcrasiser coGoit
BOJIOPO;

-Cy_4amkur;

-Cy_sankuneH-C;_IKnoankmi;, rae Cs ¢lIMKI0aJKHI HE3aBUCHMO He3aMeIlleH MM MOHO3aMEIIeH rajiore-
HOM (B OCOOCHHOCTH (PTOPOM);

-CO-H;

-LI—CO—RC“, rre R mesaBucumo npeacTaBisier coboit rumpokcu; -O-0ewsmn;, -O-Cjgankmr; Ci-
(dbropamkui; WM —NRN”RND; e nesasucumo RN osnauaer Bozopon wim C,_4alnKui, u RM? o3mavaer BOJO-
poxn, Cisankui, -SO,-C_saqKuin uiu —O—RO“, rne R mesaBucumo TpeacTaBiseT coboi Bogopon, Ci callKui,
Wi OCH3WUIT;, K

-L'- He3aBucuMO MIPEACTaBISAET COOOM

-C,.¢ankmien-, -CO-C_qankuiieH-, -SO,-C,_sankunen-, -CO-O-C_¢ankunen-, -CO-NH-C,_gankunen- win
-SO,-NH-C, sankunen-;

-C\_¢ankuneH-, -CO-C, gankunen- uin -SO,-C, ¢ankuiieH-; TO€ B BbIIICYKa3aHHBIX TPYMNAax yKa3aHHBII
C_¢aJIKWJIeH He3aBUCUMO MOHO3aMellleH ruapokcu, Cysankoked, -O-CO-C_4ankuioM wiu -NRN13RN14; T1e He3a-
sucumo R o3nauaer Boopoa win C;_4aiKkul, u R™M* o3nauaer Bojopoa, C,sankun uiu -CO-O-C_4ankui,

-C,_gankuneH-, -CO-C, gankuned- uin -SO,-C, ¢ankuiieH-; TO€ B BBIIICYKa3aHHBIX TPYMMax yKa3aHHBII
C,.cAIIKWIICH HE3aBUCHMO SIBJISICTCS JM3aMEIICHHBIM, TJC 3aMECTUTEIH HE3aBHCUMO BBEIOMPAIOT U3 THAPOKCH U
—NRleRNl(’; e Hesasucumo RN o3Hauaer Bogopon wiu C;_4ankui, u RM¢ o3nauaer Bogopon, C; 4amKui Wik
-CO-0O-C,_sanku;

-Cy_qsanknieH-Cs_grukinoankunet-Cy jankmieH-, -CO-Cysankmnen-Cs gruknoankuiaeH-Co4ankmieH-, -SO,-
Cosanxkmnen-Cs gimknoankuinen-Coy4ankunen-, -CO-NH-Cgankunen-C; gimknoankmieH-Cy4alIKuiIeH- WK
-CO-0-Cy_4ankunen-Cs;_grnknoankuieH-Cy 4alIKuIeH-;

-C04a.HKI/IHCH-Cy1—C04a.HKI/IHCH-, —CO—C0_4a.HKI/IHCH-Cy1—C0_4aHKI/IHeH—, -CO-O—C0_4aJIKI/IHeH—Cy1-C0_4aHKI/I.HeH-,
—CO-NH-C0_4aHKI/IHeH—Cy]—C0_4aJ'IKI/IJIeH-, -SOZ-C0_4aJ'IKI/IJ'I€H-Cy1-C0_4aJIKI/IJ'IeH- 38105 —SOZ-NH-C0_4aJ'IKI/IJ'I€H—Cy1—
Cy4alKUJIeH-; T Cy1 HE3aBUCHMO MpeACcTaBisieT co00# C;_¢reTepONMKIOANKIIICH, COICPKAIIUN OUH KOJIbIIC-
BOW aTOM KHCIJIOPOJIa WIIM OJIMH KOJIBIICBOM aTOM a30Ta, INic YKa3aHHEIA KOJBICBOH a30T, B CIy4ac €CIH OH UMEET
CBOOO/IHYIO BAJICHTHOCTbB, HE3aBUCHMO He3aMeIlleH Wi MoHo3aMeleH CijankmwioM mwin -CO-0-C_jankumom;

-Cy4anxunen-0-C,_jankmien-0O-C _jankuneH- win -CO-C_sankuneH-0-C, jankuneH-0O-C _4jalIKuieH-;

-C2_4aJ'IKI/IJ'I€H—X11-C1_4aJ'IKI/IJ'I€H—, —CO-O—C2_4aJ'IKI/IJ'I€H—X1]—C1_4aJ'IKI/IJ'IeH-, -CO—NH-C2_4aJ'IKI/IJIeH-X”—
C,_4anKNJIEH- WIK -SOz—NH—C2_4aHKHHCH—X11-C1_4aHKI/IHeH-; rne X' mesaBucumo mpencTaBisieT coboil aToMm
KHCIIOpOJIa MIIM a30Ta, KOTOPBI HE3aBUCHMO He3aMelleH wid MoHo3aMmemeH Ci_4ankmioM, C; ¢[TMKI0aTKHIIOM
nin -CO-0-C_4anKuiom;

-CO-C1_4aIIKI/IHeH—X12-C1_4aHKI/IHCH-, —SOZ—C1_4aHKI/IHeH—X12—C1_4aHKI/IHeH— 381078 —CO—C1_4aHKI/IHCH-X12—
Cysanknnen-Cs_giinknoankuiieH-Cy 4alIKuaeH-; TIae X'? nezaBucumo MpecTaBiIsIeT cOO0H aToM KUCIOpOaa WU
asora,

KOTOPBIM HE3aBHCUMO He3aMellleH i MoHo3aMelleH Ci_jankuioM, Cs gliukinoankuiom, -CO-O-C_jankuiom
i C_sankokcu-C, 4aIKuiiom;

-C2_4aJIKI/IJ'IeH-X13-C1_4aJ'IKI/IJ'I€H-; re X" npenacrasisier coboit -NH-CO-, u rae ykasaHHbii C, 4allKHiIcH
HE3aBUCHMO HE3aMEIICH MM MOHO3aMEIIEeH THIPOKCH;

-C1_4aJIKI/IJ'IeH-X14-C1_4aJ'IKI/IJ'I€H-; e X' npencrasiset coboit -CO-NH-;

-CO-C,_gankenuneH- wim -SO,-C,_¢alIKCHUICH-; WIN

-CO-C,¢dTOopankuiieH-;

-LZ—FI/IZ[pOKCI/I; e -L- TIPEeCTaBIsAET COO0M
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-CO-C,_gankunen- wiu -SO,-C,_calKuiieH-; T B BhIIICYKa3aHHBIX IPYINax ykazaHHbIA C|_gaJKUJIeH He3a-
BHCUMO HE3aMCIICH WJIM MOHO3aMemleH Trunpokcu, Ci-(hTopalKuiIoM WU NR™RM?, e mesaBucumo R™!
o3HavaeT Bogopo win C_4aJKumI, 1 R o3nauaer Bonopon, C_jankwn wim -CO-O-C_janku;

-C,_gankmieH-, -CO-0O-C,_sanmkunen-, -CO-NH-C,_sankunen- wm -SO,-NH-C, sankuieH-, rae B BbIISyKa-
3aHHBIX Tpymmax ykasaHHbld C,(aJKWICH HE3aBUCUMO HE3aMelleH WM MOHO3aMeIIeH THIPOKCH,
C,-pTopankuiomMm uiu -NRN23RN24, rae uezasucumo RN o3nauaer Bomopon win C;_,alKkui, U R™* oznauaer
Bogopo, C;_jamkun wim -CO-O-C,_jamkum;

-Cy_qsankmieH-Cs_gruxinoankunet-Co qankmied-, -CO-CyanknneH-C; guukioankmieH-Co alKuieH- HiId
-S0O,-Cy4ankmnen-Cs_giukinoankuneH-Co_4alKnuieH-;

-C04am<1/meH-Cy2 -Co4aKuIIeH-, —CO-C()J;am(l/meH-Cy2 -Co4aKuIIeH- WIN -SO2—C042un<1/meH—Cy2 -Co4aNKHIICH-;
rae Cy2 HE3aBUCHMO MPEICTABISCT co00i C; ¢reTEPOIHKIOANKIICHOBYIO TPYIITY, COACPKAIIYIO OJUH KOJbIIC-
BOW aTOM KHCIJIOPOJa WU OJMH KOJIBIICBOW aTOM a30Ta; IJIe YKa3aHHbBIH KOJBLEBON a30T, B CIy4ac €CIM OH HMEET
CBOOO/IHYIO BAJICHTHOCTB, HE3aBUCUMO He3aMeIlleH Wi MoHo3aMeleH CijankmioM mwin -CO-0-C_jankuimom;

-C,.sanxunen-(0-Cy4ankunen),- umm -CO-C,_sankunen-(0-C,.4aNnKkunen),-; TAe p He3aBHUCHMO TPe/ICTaBIs-
eT co0Ooii nenoe yncio 1 mwiu 2;

-C2_4aHKI/IHeH-X21-C2_4aHKI/IHeH-; e X! MPEeCTaBIsIeT cOOOH aTOM a30Ta, KOTOPHIH He3aMeIleH U MO-
nozamemeH C_jankuioM, C;_giinknoankuioM win -CO-O-C | _ankuiioM;

-CO-C1_4aHKI/IHeH-X22—C2_43HKI/IJI€H-, —CO—C1_4aHKI/IHeH-X22-C1_4aHKI/HIeH-C3_6I_II/IKH03HKI/IHQH- i -SO,-
C1_4am<1/meH-X22-C2_4am<1/meH-; e X MpeCTaBIsgeT cOO0H aTOM a30Ta, KOTOPBIA HE3aBUCUMO HE3aMEIICH HITH
moHo3aMmelieH C,_jankuiioM, C;_giirkaoankmioM win -CO-O-C_jankuioMm;

-C2_42LHKI/IJ'I€H-X23-C1_4aJ'IKI/IJ'I€H-; rie X2 npezacrasisier coboit -NH-CO-, u rae ykasaHHbiil C, 4allKHiIcH
HE3aBHCHMO He3aMEIlIEeH WIK MOHO3aMEIlIEeH THIPOKCH;

-C1_42LHKI/IJ'I€H-X24-C2_4aHKI/IH€H-; rie X2 npezacrasisier coboit -CO-NH-, u rae ykazanusri C, 4alKuicH
HE3aBHCHMO He3aMEIIeH WIK MOHO3aMEIIeH THIPOKCH; UITH

3,4-nmrokconukino0yT-1-en-1,2-mum;

-L3—O—R031, rae R®! oznauaer -C_sanxui, -CO-C_sanxun win -CO-C,_4alIkeHIIT; 1

-L>- He3aBHCUMO MIPEACTaBISAET COOOM

-C,_gankmiteH-, -CO-C_gankunen- win -SO,-C, qankmieH-, -CO-O-C, ¢ankuien-, -CO-NH-C, sankunen-
nin -SO,-NH-C,_sankuneH-;

-L4—NRN1RN2, rJiec He3aBUCUMO RM o3mauaer Bogopo wir Ci_4aJIKIIT; U R™ o3Havaer Bojopo; C_4alKu;
Cistropankun; Cs gmuxmoankwmt; Cisankokcu-Co janmkminer; -CO-Cjankun;, -SO,-Cojankwn;, wm -SO,-Ci-
¢dropanku; u

-L*- HesaBucHMO MPEJCTABISCT COOOM

-Cy.gankmiieH-, -CO-C_qankmieH-, -SO,-C,_gankuneH-, -CO-0O-C,_¢ankunen-, -CO-NH-C,_sankuneH- win
-SO,-NH-C,_¢ankuiien-; uiu

-C04aJ'IKI/IJIeH-Cy4—C04aJIKI/IJ'IeH-, -CO-C0_4aJ'IKI/D'I€H—Cy4-C04aJ'IKI/IJ'IeH- 58105 —S02-C04aJ'IKI/IJIeH-Cy4—C0_4aJIKI/IJ'IeH-;
rae Cy4 HE3aBUCHMO MPECTABISCT CO00H C3 ¢TeTepOIMKIOATKIICHOBYIO TPYIIITY, COJCPKAIIYIO OJTUH KOJIbIIC-
BOM aTOM KHCIJIOPOJa;

-LS—NRNzRM, rne R™ oznauaer Bogopon, Csamkui umn C3ankokcu-C, jallKuiIeH; 1 R™ oznauaer -CO-
O-C,_4ankum; -CO—NRNSIRN52, rre R™! u RM? wesasucumo BBIOHMpatoT u3 Bomopoaa u Cj_jamkuna; win -SO,-
NRN53RN54, TJIc HE3aBHUCUMO R™? o3nauaer Bozopon win C_4aJKuI, U R™* o3nauaer Bogopo, C_4aJIKT WIH
-CO-C,_sanxwu;

u -L°- HesaBucumo MpEeCTaBIsCT COOOU

-Cyeankunien-, -CO-C, gankuned- wim -SO,-C ¢ankmien-, -CO-0O-C,gankunen-, -CO-NH-C,_¢ankunen-
i -SO,-NH-C,_¢ankuieH-;

-L(’—N(RN(’I)-O-RO(’] rue RN o3mauaer Boaopo, -CO-C_jankui uinu

-CO-0-C,_jankum; u R HesaBucumo mpeacTaBisieT codor Bomopo, C ¢alIKK, WK OCH3WIT,

1 -L°- HesaBucumo MpEeCTaBIsICT COOOU

-C,_gankmireH-, -CO-C_qankmieH-, -SO,-C,_gankunen-, -CO-O-C,_¢ankunen-, -CO-NH-C,_qankunen- win
-SO,-NH-C, sankunen-;

-L’-NR™R™, re R™ o3nauaer Bomopox min C_4ankun (B ocoberHOCTH Bogopoxn); R o3Hauaer Bomo-
poxn, C_sankmi, -CO-C_jamkun, Csdropankmt mwim Cs_gIIAKI0ATKHI (B 0COOEHHOCTH BOJOPON); H

-L’- nezaBucumo MIPECTaBISAET COOOM

-CO- unu -SO,-;

-L8—SOz—R581, rre R®' HesaBucmmo npencrapusier coboit -Cjgamkmr; Ci-QTOpanKui; THIPOKCH;
—NRNglRNBZ, rae uesasucumo R™! o3nauaer Bogopoa miu C_4ankui, u R™? o3nauaer Bogopon, C_jankui, -CO-
C.¢QJIKWIT; U

-L®- HesaBuCHMO MPECTABISACT COOOM

-C.¢ankmie-, -CO-C_qankmieH-, -SO,-C,_gankuneH-, -CO-O-C,_¢ankunen-, -CO-NH-C,_gankuneH- wimn
-SO,-NH-C,_¢ankuien-;

-L’-HET', rae HET' npescraisier coGoii 5- MM 6-WICHHBIH reTepoapiit (B 0COGSHHOCTH MHPPOIHIL, ITH-
Pa3oNHI, UMUIA30JIUI, TPHA3OIWI, TETPa3oIni, QypaHusl, OKCA30JIMI, H30KCA30JIWII, THA3OJIWII, U30THA3OINI,
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OKCaJTua30JIiII, THAAUA30IWIT, THPUINHII, TAPUMUAIWHII, TUPUAA3HHIIL, TTHPAZUHIL),

rae ykazanubeld HET He3aBUCUMO SBIISICTCS] HE3aMEIICHHBIM WJIM MOHO- HJIH JH3aMCUICHHBIM, TIC 3aMec-
TUTENH HEe3aBUCUMO BhIOMpatoT n3 Csankmia (B OCOOCHHOCTH METHIIA); TAJIOTeHa; IIMaHO; THAPOKCH; THUAPO-
KCUMETHIIA; —Co_zaHKHHCH—Cygl-COORO%, re R®! osnauaer Bonopon uinn C_4alKuil, u T Cy91 MIpEICTaBIsAET
co60it  C;_ITMKIOATKMICHOBYIO TpPYIIy; WIN —Co_zanKHneH—COOROQZ, rne R%? o3mauaer BOZIOPOJT HJIH
C|_4anKku; u

-L’- He3aBHCUMO MIPEICTaBISAET COOOM

-Cy.qankmiren-, -CO-Cy_qankmiieH-, -SO,-Cysankunen-, -CO-O-C_¢ankunen-, -CO-NH-C,_gankunen- win
-SO,-NH-C,_¢ankuien-;

-L'°-C, gretepoumiimmn, rae CaereTepOUMKIAT He3aBHCHMO COJEP/KHT OHH M IBA KOMBLEBBIX TeTEPOa-
TOMa, HE3aBUCHUMO BBIODAHHBIX W3 a30Ta, CEPbl M KHUCJIOPOJA; TC B BHINICYKA3aHHBIX TPYMIAX YKa3aHHBIA
C4.¢TCTCPOLIMKITIII HE3aBHCUMO SIBJISICTCS HE3aMEIICHHBIM U MOHO-, JH- I TPH3aMEIICHHBIM, TJIe 3aMECTH-
TEJIA HE3aBUCHUMO BHIOUPAIOT U3

OJIHOTO WJIM IBYX OKCO 3aMECTHUTENCH, KaXKAbIil U3 KOTOPHIX MIPUCOCIUHEH K KOJIBIICBOMY aTOMY yIiiepoaa
B aJIb(ha-MoJI0KEHNN K KOJBIIEBOMY aTOMY a30Ta (TakuM o0pa3oM o0pa3ys BMECTe ¢ a30TOM aMHIHYIO TPYIILY,
WIN B CIIydae, €ClId PSAOM PacIONIOKEeH JONOTHUTEIBHBIA KOJBIIEBOM KUCIOPOA, KapOaMaTHYIO TPYIILY, WIH B
ciTydae, eClIy PAIOM PacIOI0XKEH JOMOTHUTENbHBIA BTOPOH KOJIBIIEBOH a30T, MOUYEBHHHYIO TPYIIILY); W/WIH

JIBYX METAJBHBIX 3aMECTUTENICH, MPICOSTNHEHHBIX K KOJIBIIEBOMY aTOMY YIJIEpOAa B alb(a-IoJI0KEeHIH K
KOJIBIIEBOMY aTOMYy a30Ta WJIM KOJBIICBOMY aToMy Kuciiopona (TakuMm oOpa3oM o0pa3yst BMECTE€ C a30TOM
-C(CHj3;),-N- rpynmy, wimm ¢ kucioposioMm -C(CHz),-O- rpymiy); u/uinu

JIBYX OKCO 3aMECTHTEJICH Ha KOJBIIEBOM aTOME Cephl (TakuM 00pazoM obpasys rpymiy -SO,-); u/umm

Cyqankuna, Cjamkokcu-C, jankmna, C,sdropankuna win -CO-C|_4ankmia, IPUCOCTUHSHHOTO K KOJbIIC-
BOMY aTOMY a30Ta, UMCIOIIEMY CBOOOIHYIO BaJICHTHOCTb; H

-L'"°- HesaBucHMO pecTaBiseT coGoit

-Cy.gankmieH-, -CO-Cy_qankmiieH-, -SO,-Cy_gankuneH-, -CO-O-C_¢ankunen-, -CO-NH-C,_gankuiaeH- wimn
-SO,-NH-C, ¢ankunen-;

-L“—uHaHo; rme -L'- npeacrapisieT coboit -CO-Cy_gankmieH-, -SO,-C_sankwneH wim -Co_saJIKIIeH-;

-L12—N02; rae -L'%- npeacTaBisieT coooi -C,_callKiIIeH-; TN

-L13—C1_4an1<14n; e -L- npencrasiseT coooit -CO-, -CO-O- umu -SO,-.

B momBapmanTe OCYIIECTBIEHHS, HACTOAIICE M300pETCHHE B OCOOCHHOCTH OTHOCHTCS K COCAMHEHUSIM
dopmyist (I), Kak OmpeeIeHo B BapuaHTe ocyiecTsIeHms 1), rae mmakep L B rpymme -L-R® siBastercst Taknm,
KaK ONpEACIICHO BHIIIC (MM, C YIeTOM COOTBETCTBYIOIIUX M3MCHCHHH, B IIOOOM M3 BAPHAHTOB OCYIICCTBICHUE
HMIKE), TJIe JUTHHA TAKOTO JMHKEp L (T.e. KaXI0# M3 OTHEIbHBIX MHMHKepHBIX rpymm -L'-, -L*-, -L*-, -L*-, -L°-,
—L(’-, —L7—, -L8—, -Lg-, -LIO—, -L”—, -L"-u —L13-) SIBJIIETCS TAKOU, YTO Tpymnmna R® yZajneHa OT aToma a30Ta, K KOTO-
pomy L npucoeanneH, MakcCUMyM Ha 9 aTOMOB (IIPEAIOYTUTEIFHO OHA yAallcHa MAKCUMYM Ha 5 aTOMOB).

Crnegyetr NOHMMATh, YTO JIMHKEPHBIE TPYMIbI B TPYIIE -L-R® (Takue Kak —Ll—, -L2-, —L3—, —L4-, —L5—, -L6-,
L', L%, L%, L', -L"-, -L"™- u -L"-) meoGxoaumo unrath clieBa HampaBo: HATPHMED, TMHKEpHAsS IPYIIa
-CO-Cy sanKmIeH-IPUCOSTMHEHA K OCTATBHOM YacTh MOJIeKyIbl depe3 -CO- rpyniy, SBISIONYIOCS YacThI0 YKa-
3aHHOTO JIMHKEPA.

Coenunenns popmyin (I), (IT) u (IIT) MmoryT comepkaTh OJUH WIH HECKOJIBKO CTEPEOTEHHBIX MM aCHMMET-
PUYHBIX IIEHTPOB, TAKUX KaK OJWMH WM HECKOJIBFKO aCHMMETPUYHBIX aTOMOB YTJIepoja, KOTOPhIEe MOTYT IIPUCYT-
ctBoBaTh B (R)-, a Takxke (S)-konpurypanun. Coemunenus popmyt (1), (II) u (IIT) MOTyT TOMOTHUTEILHO OXBa-
THIBATh COCAMHCHUS C OJHOW WJIM HECKOJBKHMH JBOHHBIMHU CBSI3SMH, KOTOPBIC MOTYT MPHCYTCTBOBATh B Z-, a
Taxxke E-KoHpUrypanwu, u/uiad COSAMHEHUS C 3aMECTUTEISIMHA B KOJBIIEBOI CHCTEME, KOTOPBIE MOTYT IPUCYT-
CTBOBaTh, OTHOCHTEIBHO APYT APYra, B LHUC-, & TaKKe TPaHC-KOH(pUTyparuu. TakuM o0pa3oM, COCIUHCHUS
dopmyn (1), (II) u (II) MOTYT MPHUCYTCTBOBATH B BUJIC CMECEH CTEPEOM30MEPOB HIIH, MIPEIINOYTHTENEHO, B BUJIC
YHUCTBHIX CTepeon3oMepoB. CMeCH CTEpEOM30MEPOB MOTYT OBITh Pa3NCNICHBI ¢ MOMOMIBIO CIIOCO0a, H3BECTHOTO
CHCIHAIKCTY B TAHHOU OOJIACTH TEXHUKH.

B ciygae korma oTmenbHOe coeamHeHWE (WM POJOBYIO CTPYKTYpy) obOosHadaroT kak (R)- wmm (S)-
SHAHTHOMEp, Takoe OO0O3HAYeHHE CJIEAyeT MOHMMATh KaK OTHOCSIIEeCS K COOTBETCTBYIOIIEMY COEIMHECHHIO
(Wi pOZOBOH CTPYKTYpE) B 00OTAIIEHHOW, B OCOOCHHOCTH IO CYIIECTBY YHCTOM dHaHTHOMEepHOH (opme. ITo-
JIOOHBEIM 00pa3oM, B ciiydae, KOTr/ia KOHKPETHBIH aCHMMETPHYHBIN IEHTP B COSAMHEHNH 0003HAYAIOT KaK HaXo-
nmsmuiicss B (R)- wm (S)-koHQUTypanyuy win Kak HaXOISIIUHCS B ONMPEACIEHHOW OTHOCHUTEIBHON KOH(PHUTYpa-
UM, Takoe 00O3HAYCHHE CJEeIyeT MOHMMATh KaK OTHOCSIIEecs K COSIWHEHHIO, KOTOPOe HAaXOAWTCS B obora-
IICHHOW, B 0COOCHHOCTH T10 CYIIECTBY YHCTOH (hopMe, UTO KacaeTcss COOTBETCTBYIOINICH KOH(DUTYpalluu YKa3aH-
HOTO aCHMMETPHYHOrO meHTpa. [lo aHajoruu, muc- Wil TpaHC-0003HAUCHUS CIICAYST TOHUMATh KaK OTHOCS-
IIMECS K COOTBETCTBYIOIIEMY CTEPEOU30MEPY COOTBETCTBYIOMICH OTHOCHTENHLHOW KOH(UTYpaluu B 00OTaICH-
HOHM, B 0COOEHHOCTH 10 cymiecTBy urctoil gopme. ITomoOHBIM 00pa3zoM, B citydae, KOrja OTAEIbHOE COeTUHE-
HUE (WM POJOBYIO CTPYKTYpPY) 0003HadaroT kak Z- win E-crepeom3omep (mwid B cioydae, KOrja KOHKPETHYIO
JIBOWHYIO CBSI3b B COCIMHEHUH 0003HAYAIOT KaK HAXOJAIIYIOCS B Z- miu E-koHurypanmmn), Takoe 0003HauCHHE
CIIeZyeT TIOHMMAaTh KaK OTHOCSIEECS K COOTBETCTBYIONIEMY COSAMHEHUIO (WJIM PONIOBOM CTPYKType) B obora-
IIEHHOW, B 0COOEHHOCTH IO CYIIECTBY YHCTOH CTEPEOM30OMEpHOI Gopme (MM K COSANHEHHIO, KOTOpOe HaxXo-
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JUTCSI B 00OTaIIEHHOM, B 0COOCHHOCTH MO CYIIECTBY YHUCTOH (hopMe, YTO KacaeTcsi COOTBETCTBYIONIEH KOH(H-
Typaluu IBOHHOM CBS3M).

Tepmun "obOorameHHBIR", IPH UCTIOIH30BAHUN B KOHTEKCTE CTEPEOM3OMEPOB, CIEAYET TOHUMATh B KOH-
TEKCTE HACTOSIIECT0 M300PETEHHs B 3HAYCHHH, YTO COOTBETCTBYIOIIMN CTEPEOM30OMEpP NMPHUCYTCTBYET B COOTHO-
meHnn 1o MeHbInet mepe 70:30, B ocoberHoCTH 1Mo MeHbIel Mepe 90:10 (T.e. ¢ UUCTOTOM MO MEHBIEH Mepe
70 mac.%, B ocobeHHOCTH TI0 MeHbIIeH Mepe 90 mMac.%), IO OTHOIIEHHIO K COOTBETCTBYIOIIEMY JAPYIOMY CTe-
peon30Mepy/COBOKYITHOCTH COOTBETCTBYIOIINX IPYTHX CTEPEOH30MEPOB.

TepmuH "0 CyIIECTBY YHUCTHINA", IPU UCIIOJIb30BAHUN B KOHTEKCTE CTEPEOM30MEPOB, CIIEAyeT MOHNMATh B
paMKax HacTOAIIEro M300pEeTeHNs B 3HAYEHHH, YTO COOTBETCTBYIOLIMN CTEPEOU30MEpP NPUCYTCTBYET C YUCTOTON
o MeHbInei mepe 95 mac.%, B 0COOEHHOCTH 1O MEHbIIeH Mepe 99 Mac.%, 0 OTHOIICHHIO K COOTBETCTBYIOIIEC-
MY JIpyTOMY CT€PEOH30MEPY/COBOKYITHOCTH COOTBETCTBYIOLINX APYTHX CTEPEOU30MEPOB.

Hacrosiee m300peTeHre Takke BKIOYAET U30TOMMHO-MCYCHBIC, B 0COOCHHOCTH ’H (meiitepuil) MeueHbIE
coenuHenust Gopmyisl (I) B COOTBETCTBHM C BapHaHTaMHU OCYIIECTBICHUS 1)-36), MpUYeM Takue COoeTUHEHHS
SIBIISTIOTCSI MICHTUYHBIME coeJMHEHUSIM (Gopmyisl (1) 3a UCKITIOYCHUEM TOTO, YTO OJIUH WIIH KaX bl U3 OOJIbIIC-
TO YHCJa aTOMOB OBLT 3aMEHEH Ha aTOM, UMEIOIINI TOT )K€ CaMbI aTOMHBIK HOMEp, HO aTOMHYIO Maccy, OTJINY-
HYIO OT aTOMHOMN Macchl, 0GBIYHO BCTpedaeMoil B pupoze. M3oTomHo-MeueHsle, B ocobennoctn “H (aeitrepuii)
medenble coequaenus ¢popmyin (I), (II) u (IIT) 1 ux coim BKIIOYEHBI B 00BEM HACTOSIIETO U300peTeHHs. 3ame-
IIeHHe BOIOpPOa Gonee TsKelIbIM u3oTomoM “H (meiiTepuii) MOKeT IPUBECTH K GOMbIIeil METaGOTHYECKOI CTa-
OMJIBHOCTH, MPUBOIAIICH, HATIPHIMEP, K MOBBIIIEHHOMY in-vivo MEPHOAY HMOTYBBIBEICHHS WIH CHIDKEHHON He-
00X0TMMOM JTO3UPOBKH, WIIH MOYKET MPUBECTH K CHIPKEHHOMY MHTHOMPOBaHUIO (pepMeHTOB IuTOoXpoma P450, B
pe3ysbTaTe 4ero, HarpuMmep yiydiiaeTcs npoduib 0e30macHocTH. B omHOM BapuaHTe ocyIlecTBIEHHs H300pe-
tenusi, coeauHenus ¢popmy (1), (II) n (1II) He sABAAIOTCA M30TONMHO-MEUEHHBIMH, WM OHH MEUYEHBI TOJIBKO OJI-
HUM WM HECKOJBKUMH atoMamu neiirepus. B monBapuante ocymectieHus, coeaunaenus Gpopmyin (I), (1) u
(IIT) BooOIIIE HE SABIAIOTCS U30TOMHO-MEYEHBIMU. M30TOoMHO-MeueHbie coequaerus hopmy (1), (I1) u (II1) mox-
HO TMOJYYHTH MO aHAIOTHH CO CIIOCO0aMU, OMTUCAHHBIMU B HACTOSIICH 3asiBKE Janee, HO C HCIOIb30BAHUEM IO/~
XOJISIIIIETO W30TOITHOT'O BapHaHTa IPUTOAHBIX PEareHTOB MIIN MCXOJHBIX BEIIECTB.

B manHOM M300peTeHNH HA TIATEHT CBSA3b, HAUEPUCHHAS BOJTHUCTOMN JIMHUEH WM ITyHKTHPHOW JIMHUEH, TI0-

W
Ka3bIBaeT TOUKY IPHUCOSAMHEHHUS HAYepUCHHOTO paankaia. Hampumep, pamukan @ i \/
et coboii 1 H-muppon-1-unpHyro rpyIimy.

Kaxplii pa3, KOra 3aMecTHTeh R’ MpeaycMOTpeH B ONpe/IeIcHHOM HONOKEHUH GEHUIBHOTO (parMeH-
Ta, K KOTOPOMY OH MPHCOEAMHEH, CIEAyeT MOHMMATh, YTO TOYKA MPHCOEAMHEHHs 3amectutens R' cunraercs
MOJIOKCHUEM 2 YKa3aHHOTO (DEHIITBHOTO (hparMeHTa.

B nexoTopeix ciyyasx, coequnenus ¢popmyi (1), (II) u (III) moryt Bkiroyats TayroMepHsie popmsel. Takue
TayTOMepHbIe ()OPMBI BKIIIOUCHBI B 00bEM HacTOsIIEro n3oopereHus. B ciydae, korna CymecTByroT TayTomep-
HBIC ()OPMBI OTIPEIICIICHHOTO OCTaTKa, U TOJBKO OJfHa (DOpMa TAKOTO OCTaTKa PacKphITa WK ONpEe/IeiicHa, Mo Ipa-
3yMeBaeTcs, 9To U apyras (apyrue) tayromepHas(e) hopma(bl) Takxke oxBadeHa(bl) B TAKOM PACKPBITOM OCTaT-
ke. Hanmpumep, rpynmy 3-runpokcu-1 H-mupason-4-m ciaemyer MOHUMATh Kak TakKe 0XBaTBHIBAIOIIYIO €€ TayTo-
MepHyto popmy 3-okco-2,3-murnnapo- 1 H-nmupazon-4-un. [Togo6HbIM 00pa3om, rpymy 3-ruapokcu- 1 H-mmupa3zon-
5-H7 clieyeT MOHUMATh KaK TaKkKe OXBaTBHIBAIOIIYIO €€ TAyTOMEPHYIO hopMy 3-0kco-2,3-muruapo- 1 H-mupa3zosn-
5-un; rpynmy 3-ruapokcu-1H-1,2,4-Tpra3on-5-ui cieayer moHUMAaTh KaK TaKKe OXBATHIBAIONIYIO €€ TayTOMeEp-
Heie (opmbl 3-ruppokcu-4H-1,2 4-tpuazon-5-un, 3-ruapokcu-3H-1,2,4-tpuazon-5-min, a takke 3-0kco-2,5-
nurunapo-1H-1,2,4-tpuazon-5-un u 3-okco-4,5-nurunpo-1H-1,2,4-tpuazon-5-ui; rpyniny 3-ruipoOKCUU30KCa30II-
5-u1 cnexyeT MOHMMATh Kak TakKe OXBATBHIBAIOIIYIO €€ TayTOMEpHYo GopMmy 3-0Kco-2,3-IUruapon30Kcason-5-
Wi, rpynmny S-ruapokcu-[1,2,4]okcaguas3on-3-un ciaegyeT NOHUMATh KaK TaKKe OXBATHIBAIOIIYIO €€ TayTOMep-
Hy10 (opmy 5-okco-4,5-murunpo-[1,2,4]okcanuazon-3-uwi u rpynmny S-ruapokcu-[1,3,4]okcanuazon-2-ui cieny-
€T MMOHMUMATh KaK TaK)Ke OXBATBHIBAIOIIYIO €€ TayTOMEpHYI0 GopMmy S-okco-4,5-auruapo-1,3,4-okcanuazon-2-um;
rpymmny 4-okco-4,5-TUruaApooOKCca3oi-2-ui cienyeT MOHUMATh KaK TAaKKE OXBATHIBAIOIIYID €€ TayTOMEPHYIO
dhopmy 4-THIPOKCHOKCA30J-2-1IT; TPyHITy 2,4-THOKCOMMHUIA30IHINH- 1 -1IT ClielyeT MMOHNMATh KaK TakKe OXBa-
THIBAIOIIYIO €€ TayTOMEPHYIO GopMy 2,4-TUTHIPOKCUHUMHIA30-1-UIT; U TpymIny 2,5-THOKCOMMHIA30 U INH- 1 -
WII CIIEAyeT MOHNMATh KaK Tak)Ke OXBATHIBAIOIIYIO €€ TAyTOMEPHYIO GOopMYy 2,5-AUTHIPOKCHIMHIA30TI- | -HI1.

Ecmm it coemuHenwmit, conel, papMarieBTHIeCKIX KOMIIO3HIINN, 3a00I€BaHUH U T.II. HCIIONB3yeTcs Gop-
Ma MHO>KECTBEHHOTO YHCJIa, TO MOJPa3yMeBaeTCs TAK)Ke OJHO SAMHCTBEHHOE COSTUHEHNE, COJIb, FIIH T.II.

JroOyro cepuiky Ha coenuaenus Gopmyn (1), (IT) u (III) B cooTBeTCTBHM ¢ BapHaHTaMH OCYIIECTBICHUS 1)-
36) cnemyeT MOHUMATH KaK OTHOCSIIYIOCS TAaKXKe K COISIM (M B OCOOCHHOCTH (papMareBTUYCCKU MPUEMIIEMBIM
COJISIM) TaKMX COEIMHEHNH, B 3aBUCUMOCTH OT KOHKPETHOT'O CIIy4asi M 1eJIeCO00Pa3HOCTH.

Tepmun "(hapMmaneBTHYCCKH MPUEMIIEMBIC CONXA" OTHOCHTCS K COJISIM, KOTOPBIC COXPAHSIOT JKEIAEMYIO
OHMOJIOTHYECKYIO aKTUBHOCTDh COCAMHCHHS H300PCTCHUS U AEMOHCTPHPYIOT MUHUMAJIBHBIC HEXEIATCIbHBIC TOK-
CUYCeCKUe BO3AeHcTBUA. Takue cony BKIIOYAIOT COJU MPUCOCTUHCHUS HEOPTAHUUCCKUX WIIH OPTaHMYCCKHUX KH-
CJIOT /WK OCHOBAHUH, B 3aBHCUMOCTH OT MPUCYTCTBHS OCHOBHBIX H/WIIN KUCIIOTHBIX TPYII B COCTUHEHNH H30-

Z -
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Operenus. B kauecTBe cnpaBouHOl MH(pOpManuu cM., HanpuMmep, "Handbook of Phramaceutical Salts. Proper-
ties, Selection and Use.", P. Heinrich Stahl, Camille G. Wermuth (pex.), Wiley-VCH, 2008; u "Pharmaceutical
Salts and Co-crystals", Johan Wouters and Luc Quéré (pex.), RSC Publishing, 2012.

OmnpeneneHns, NpeACTaBICHHBIE B HACTOSIIEH 3as8BKe, TIPEAHA3HAUYCHBI T IPUMEHEHHS PaBHBIM 00pa3oM
kak k coeguHeHwsiM Gopmy (1), (II) u (I1T), kak onpeneneHo B JT0O0M U3 BapHaHTOB ocymecTsiaeHus 1)-33), Tak
M, C YI€TOM COOTBETCTBYIOIINX M3MEHEHHH, IT0 BCEMY OIMMCAHUIO U (opMyie N300peTeHHs, €CIIN TOIBKO MHOE
HEZBYCMBICIICHHBIM 00pa30M H3JI0KEHHOE OTperelieHne He oOecreuuBaeT Ooyiee MMpPOKoe WU Ooyiee y3Koe
onpenenenue. CoOBEpIICHHO SICHO, UYTO OTIPEIeICHUE WM MPEIIIOUYTUTEIFHOE ONIPpEesICHIEe TEPMUHA OTIpeIesIeT
U MOXET 3aMEHATh COOTBETCTBYIOIIMA TCPMHUH HE3aBUCHMO OT (M B KOMOWHAIMH C) JIF0OOOT0(BIM) OIpeee-
HUS(EM) WIH IPEAIOYTUTEIFHOTO(BIM) OMpeeTICHHs(EM) JTF000T0 WM BCEX IPYTHX TCPMHUHOB, KaK ONPEACICHO
B HACTOSILEH 3asBKeE.

Kaxnprii pas, korja 3aMeCTUTENh YKA3hIBACTCS B KAYeCTBE HEOOA3aTEILHOTO, CICIyeT MOHUMATh, YTO Ta-
KO 3aMECTUTEITh MOXKET OTCYTCTBOBATH (T.€. COOTBETCTBYIOIIHMIA OCTATOK SIBJIICTCS HE3aMEIICHHBIM, €CITH TOBO-
PHUTH O TAaKOM HEOOS3aTEIEHOM 3aMECTUTENC), U B 3TOM CIIy4ae BCE MOJOKCHUS, UMCIOIIUE CBOOOIHYIO BaJICHT-
HOCTH (K KOTOPBIM TaKOH HEOOs3aTeNbHBIN 3aMECTHTEIh MOT OBl OBITh MPUCOCIWHEH, TaKHe KaK, HaIpUMep,
KOJIBIIEBBIE aTOMBI YTIIepOa W/WIM KOJNBLEBBIE aTOMBI a30Ta B apOMaTHYECKOM KOJIBIIE, KOTOPBIE MMEIOT CBO-
0OTHYIO BAJIEHTHOCTH) 3aMEIICHBI BOJIOPOIOM Tpu HeoOXxoaumocTu. [TogoOHBIM 00pa3oM, B ciydae, eCiH Tep-
MUH "He00s3aTeNLHO" UCTIONB3YeTCS B KOHTEKCTE (KOJIBIIEBOT0) TeTepoaroMa(oB), TEPMHUH O03HAYAET, YTO JTUOO
COOTBETCTBYIOIIHIA(€) HEOO3aTebHBIN(e) TeTepoaToM(bl) WIIH T.I. OTCYTCTBYET(I0T) (T.€. ONpeeNeHHbIH (hpar-
MEHT HE COJEPKUT TeTepoaToM(bl)/TpeacTaBiseT co00il KapOOIMKI/MIN T.11.), TMOO0 COOTBETCTBYIOMIUH(E) He-
o0s13aTenbHbIH(e) rerepoaToM(bl), WIN T.I1., IIPUCYTCTBYET(IOT), KaK 3TO YETKO OIMPEAEICHO.

Tepmun "ranoren" ozHayaeTr Grop, XJI0p WIM OPOM, IPEANOYTHTEIHHO (TOP WK XJIOP.

Tepmun "ankun", ACHONB3YEMBIN OTJCIBHO WM B KOMOMHAIINU, OTHOCUTCS K HACKHIICHHOHN YTIIEBOIOPO/I-
HOM rpynne ¢ mpsiMOi WJIM pa3BETBIEHHOW LEMbI0, COJEpKalleil OT OJHOro O IIeCTH aTOMOB yriepoAa. Tep-
MuH "Cyy-ankun" (X My Kaxablil IpecTaBIsAeT coO0M LieIoe Yncio), OTHOCHTCS K aIKHIIBHOM TPyIMIe COraacHoO
MPYBEJCHHOMY BBIIIIE OMpEIENICHHUIO, CoIepKamieil oT X A0 y atoMoB yriepoxa. Hampumep, CicamkuibHas
TPyIIa COACPKUT OT OTHOTO 10 IIECTH aTOMOB yriepopa. [IpmMmepamu alKHIBHBIX TPYHH SBISIIOTCS METHI,
STWI, TPOTHJI, H3O0MPOINWI, OYTWI, H300yTHJ, TPeT-OyTWI, 3-METWIOYTHJ, 2,2-TAMETWImpornuia u 3,3-
muMeTmnOy T, Bo n3bexaHne HEBEpHOTO TOJIKOBAHMUS CIEIyeT OTMETHTh, YTO B CIIydyae, €CIM IpyIIa Ha3bIBa-
eTCsl, HallpuMep, TPOIIIT WM OYTHI, TO MOApa3yMeBaeTCs H-TIPOMNMJ, COOTBETCTBEHHO H-OyTmi. IIpenmoutn-
TENBHBIMH SBIIAIOTCSA METHI U 3T Hanbosee mpeqnoYTUTEeIbHBIM SBIACTCS METHIL.

Tepmun "-Cy y-ankuneH-", UCTIONb3yeMBIH OTAENBHO MU B KOMOMHAIIMH, OTHOCUTCS K JIByXBaJI€HTHO MPH-
COEIMHEHHOW aJIKWJILHOW TPYIIE COINIACHO NMPUBEJCHHOMY BHILIE ONpEACSICHUI0, COJIepKalle oT X 10 y aTo-
MoB yriepoaa. Tepmun "-Cy.jankunen-" oTHOCHTCS K IPAMOU CBA3H, Wi K -(C.y)alKulieHy- COrnacHo NpHuBe-
JEHHOMY BbIIIE onpeseaenuio. IIpeanoururensno, Touky npucoeunenns -C;.,alKuIeHOBO! IPYIIbl COOTBET-
cTByIOT 1,1-auunbHoit, 1,2-mumnbHol wmm 1,3-guunpHoit cxeme. IIpeanoyTUTeNbHO, TOYKHA NPUCOECIUHEHUS
-C,.,-aNKUIEHOBOM TPYIIBl COOTBETCTBYIOT 1,2-mumnbHOl wmu 1,3-puunbHoi cxeme. B cimywae, ecim
Cy.y-anKuMI€HOBAs TPYMIA UCHONBb3YETCA B KOMOMHALIMM C JAPYIHM 3aMECTHTENIEM, TEPMHH O3HAYAET, 4TO MO0
YKa3aHHBIA 3aMeCTUTENb NpHcoequHeH Yepe3 C y-aJKUIeHOBYIO IPYIINY K OCTalbHON YacTH MOJEKYJIBI, THOO K
OCTaJIHOW YacTH MOJEKYJIBl OH MPHUCOCIMHEH HemocpeacTBeHHO (T.e. Cy-aJKMIIeHOBas TpyIIa MpeACTaBiIsIeT
cO0OM MPSIMYIO CBSI3b, MPUCOCANHSIIONIYIO YKa3aHHBIA 3aMECTUTEh K OCTAJIbHON 9aCTH MOJIEKYJIBI). AJKUICHO-
Basg rpymmna -C,Hy- otHocutcs k -CH,-CH,-, ecnu sBHO He ykazaHo wHoe. [Ipumepamu -C4aTKUICHOBBIX-
TPYIII SIBJITIOTCS,, B OCOOCHHOCTH METHIICH, 3TWICH | npomnas-1,3-muun. [Tpumepamu -Co_¢alIKAICHOBBIX- TPYIIIT
SIBIISTIOTCSI, B OCOOCHHOCTH METHJICH, 3TWJICH, mpomnaH-1,3-quun u 3-MeTrnoyTan-1,3-aumn (B 0COOCHHOCTH Me-
TWJICH, STUIICH | TiponaH-1,3-aumn). [Ipumepamu -C;_¢aTKUIEHOBBIX- TPYIII SBISIOTCS, B 0COOCHHOCTH METHIICH,
9TWIEH, 3TaH-1,1-guun, nponas-1,3-quui, npomnad-1,2-guwn, nponad-2,2-nuui, 2-metwinponas-1,2-guun, 2-
MeTwianponas-1,1-guwn,  2,2-mumerwinponas-1,3-quun, Oyras-1,4-mumn, 3-metwnOyrad-1,3-numn u o 4-
MeTwaneHnTtan-1,4-mumn. [Ipumepamu -C_4alKHICHOBBIX- TPYII SIBJIIOTCS, B OCOOCHHOCTH MCTHJICH, 3THJICH,
nmpomnaH-2,2-mumn 1 2-MeTwinpomnan-1,2-nuun (B ocobeHHocTH MeTwieH). [Ipumepamu -C, ¢ IKUIICHOBBIX-
TPYII SABISIOTCS, B OCOOCHHOCTH JTWIICH, MpomaH-1,3-nmuui, npomnan-1,2-auui, 2,2-muMeTIponaH-1,3-quu,
2-metunmponan-1,2-quun, 3-metwnOyTan-1,3-quun u 4-meTwimnenTa-1,4-quun (Hanbosee MpearnoYTHTEIBHO
JTWIIEeH, TponaH-1,3-guwn, mnpomnas-1,2-guun, 2-metwianponad-1,2-guwr, 3-metwnOyran-1,3-nuun u  4-
MeTwineHnTaH- 1,4-qumn). [Ipumepamu -C,_4aIKUICHOBBIX- TPYII SIBISIOTCSA, B OCOOCHHOCTH JTHJICH, MPOIIaH-
1,2-nuun u ponas-1,3-muwt.

pumepom rpymmsl -L>-rumpoken, rae -L>- npexacraBiser coGoit C,.alKuIeH, KOTOPEIH MOHO3aMEIeH
THIIPOKCH, SBISCTCS 2,3-TUTHAPOKCHITPOTIHLI.

TepmuH "ankeHW", UCTIONB3YEMBIN OTICIBFHO WM B KOMOWHAIIMY, OTHOCHUTCS K MPSIMOM WJIM pa3BETBIICH-
HOM yrJeBOAOPOIHON LEMNH, coAepxkamield oT ABYX A0 ISITH aTOMOB YIJepoJa M OAHY YIJIEPOJ-yTIEPOIHYIO
nBoiHY10 cB3b. Tepmun "Cyy-ankeHun" (X My KaxJblif IpeACTaBsgeT cOOOH LeT0e YUCI0), OTHOCHTCS K aNlKe-
HWIBHOM TpyIIE COTJacHO NMPUBEACHHOMY BBIILIE ONPECIICHUI0, coAepkKallel OT X A0 Y aToMoB yriepona. Ha-
npumep, C, salKeHWIbHAs TPYIIa COACPKHUT OT ABYX IO IIATH aTOMOB yriepona. Ilpumepom amkeHMIBHON
TPYIIIIBI SBIISETCS, B 0COOCHHOCTH TPOII- | -eH-2-H1.
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Tepmun " Cy-ankeHuneH-", UCMOIb3yeMbIil OTAENBHO MM B KOMOHHAIIMU, OTHOCHTCS K JBYXBAJIEHTHO
MPUCOCTUHEHHON aTKEHIIFHON TPYIINE COTIACHO MPUBEACHHOMY BHIIIIE OMPEICICHUIO0, COMEPKAIICH OT X JI0 Y
aTtoMmoB yriepona. [Tpumepamu -C, ¢ IKEHUICHOBBIX- TPYIII SBISIOTCS, B OCOOCHHOCTH 3TeH-1,2-mumi, mporn-1-
eH-2,3-muw u npon-1-eH-1,3-auw.

Tepmun "dropanmkun", HCIONB3yEeMbIH OTIACIEHO WK B KOMOMHAITMH, OTHOCHTCS K aJKWJIBHOHM TPyIIIE CO-
TJIACHO TPUBEJICHHOMY BBIIIE ONPEAEICHUIO, COJIEeprKallell OT OJHOrO 0 TPEeX aTOMOB yIJIepoja, B KOTOPOH
OJIMH UM HECKOJIBKO (M BO3MOKHO BCE€) U3 aTOMOB BOAOPOJa 3aMeHeHbl Ha (rop. Tepmun "C, -propankmn” (x
1y K&KIBIH TIpeacTaBisieT coO00H [eIoe YMCII0) OTHOCUTCS K (PTOPAIKIIFHON TPYIINE COTIIACHO MIPUBEACHHOMY
BBIIIIC OTIPEJICIICHUIO, COACPIKAIICH OT X JI0 y aToMOB yriepoaa. Hampumep, Cy 3 TopankuibHas rpymma coaep-
JKUT OT OJJHOTO JIO TPEX aTOMOB YIJIepoJia, U B HEH OT OJHOTO IO CEMH aTOMOB BOJIOPOJa 3aMEHEHHBI Ha (TOp.
PemnpeseHTaTHBHBIC IPUMEPBI PTOPATKHIBLHBIX TPYIII BKIIOYAIOT TPUPTOPMETHI, 2-hTopaThi, 2,2-1uTOPITIIT
u 2,2, 2-tpudTopatui. [IpeanourureabHbMu SBISIFOTCS Ci-QTOpaNTKIIBHBIC TPYIITBI, TAKAE KaK TPHU(GTOPMETHIL.

Tepmun "dropankokcu", UCTIOIB3YEMBIH OTIEIFHO WM B KOMOMHAIIMH, OTHOCHTCS K JIKOKCH T'PYIINE CO-
TJIACHO TPUBEJCHHOMY BBIIIC ONPEACICHUIO, CONEpIKAIeH OT OJHOIO JO TPEeX aTOMOB yIiepoja, B KOTOPOM
OJIH UM HECKOJIBKO (M BO3MOKHO BCE) M3 aTOMOB BOoJopoza 3aMmeHeHsl Ha ¢prop. Tepmun " C, -propankokcn”
(X ¥ Yy KOKIBIA MPEACTABISICT COOOH 1EI0e YMCII0) OTHOCHTCS K (PTOPAITKOKCH TPYIIIE COTIACHO MPHUBEIEHHOMY
BBIIIIE OMPEICICHHIO, COMIEPXKAIIEH OT X A0 y aTOMOB yriepoaa. Hampumep, Ci_3pTOpaIKOKCH IpyTIia COASPKHUT
OT OJTHOTO JI0 TPEX aTOMOB YTJIEPOa, U B HEH OT OJHOTO 10 CEMH aTOMOB BOJOpPO/a 3aMEHEHHI Ha ¢Top. Pempe-
3€HTATUBHBIE TIPUMEPHI (PTOPATKOKCH TPYIN BKIIOYAIOT TpudTopMeTokcH, audropmerokcn, 2-propatokcu, 2,2-
mudTopaTokcH U 2,2,2-tpudropatokcu. [IpenmourutenbHbiMu sBIstOTC Ci-QTOpaTKOKCH TPYIIIBI, TaKHE Kak
TpudTOpMETOKCH M AUPTOPMETOKCH, a TaKkKe 2,2,2-TpU(TOPITOKCH.

TepMuH "UUKIOATKHI", UCTIONB3YEMBIH OTICIBHO WIH B KOMOWHAIIMN, B OCOOCHHOCTH OTHOCHTCS K Ha-
CBIIIICHHOMY MOHOITUKIHYCCKOMY, MM K KOHJCHCHUPOBAHHOMY, MOCTHKOBOMY HIIH CIIAPOOHUIIUKIHYECKOMY yT-
J€BOJIOPOJHOMY KOJIBILY, COAEPXKAILEMY OT TPEX A0 BOCBMHU aToMoB yriepoaa. Tepmun " Cy y-muknoankun" (x u
Y KXl MPEICTABIAET COOOH IEI0E YUCII0), OTHOCUTCS K IUKIOAIKUIFHOW IPYIINE COTIACHO MPUBEICHHOMY
BBIIIIE OIIPEIENICHHUIO, COAepIKaIleld OT X A0 y aroMoB yriaepona. Hampumep, Cs; ¢IIKIOaNKWIBHAS TPYIIIA CO-
JIEpXHUT OT TpeX IO IIEeCTH aTOMOB yriiepoaa. [IpuMepaMn MUKIOANKUIBHBIX TPYIII SBISTIOTCS ITUKIOTPOIIN,
MUKIOOYTHII, UHKIONMEHTHJI, NUKIOTeKCHJ M IMKJIOTENTWI, a TakkKe OWIMKINYecKas Tpymma OWINK-
no[1.1.1]menTan. IIpeanOYTUTEEHBIMY SBIISIOTCS ITUKIOMPOIINI, IUKIO0YTHIT U IIUKJIONEHTHIT; B 0COOEHHOCTH
IIUKJIOTIPOTIAIL.

Tepmun "C, ,-IIMKIOANKKI, HEOOA3ATENBHO COAEPKAIIMI KOJIBLEBOH aTOM KMCIOPOJa" OTHOCHTCS K LHK-
JOANKIIFHON TPYIIE COTNIACHO MPHUBEJICHHOMY BBIIIIC OMPEICIICHIIO, COICPIKAIIEH OT X 0 y aTOMOB yriiepoja,
r7ie OJJMH KOJBbLEBOH aTOM YIieposa yKa3aHHOTO Cy.y-IIMKIIOANKUIA MOKET ObITh 3aMEHEH Ha aTOM KHCIIOpOJa.
Takue rpynmsl SBISIOTCS HE3aMEIICHHBIME WM 3aMEIICHHBIMHU, KaK 3TO YETKO ompenencHo. [Ipumepamu, B
0c00eHHOCTH SBISIOTCS Cj3_¢[IUKIIOATKITHHBIC TPYIITBI ITUKJIOPOIHI, IIMKIOOYTII, IUKIOTCHTHII, IIMKJIOTCKCHUIT;
a TaKkXKe OKCETaHWI, TeTParuApodypaHu U TeTparuaponupasii. OTaenbHO B3ATEIM "C; gIIUKIOANKIIOM, TJC YKa-
3aHHBIN C;_¢LIUKIOATIKIII COIEPAKUT OAUH KOJIBIIEBOM aTOM Kuclopoaa" sBisercs Terparuapo-2H-mupan-4-mm.

Tepmun "-Cy.,-UHMKIOANKHIEH-", HCIIONB3YEMBIH OTAEIBHO UM B KOMOMHALIMU, OTHOCHTCA K JBYXBaJICHT-
HO TIPUCOETNHEHHOHN MUKIOANKUIFHOMN TPYIIe COTIACHO MPHUBEACHHOMY BBIIIE ONPENEICHHUIO, COMepKamieil oT
X 70 y aroMoB yriepoza. [IpenrnodrurensHo, TOYKH MPUCOCTUHEHUS 000 TBYXBaJCHTHO MPHUCOCTUHEHHON
[MUKJIOATKUIBHOW ~ TPYNIBI  COOTBETCTBYIOT  1,l-muwibHO#, wmm  1,2-mumnpHON  cxeme. [Ipumepom
-C; gIMKIOANKUICHOBOW- TPyHIbBl  sBISETCA, B OcoOeHHOCTH mmKionpomna-1,l-mumn.  [Ipumepamn
-C;_gIIMKJIOANKHIIICHOBBIX- TPYII SBISIOTCS, B OCOOCHHOCTH IMKIONpPOMaH-1,1-quu, nukimonpomnas-1,2-mum,
uko0yTan-1, 1 -qumn, Oounwmkio[1.1.1]menTan-1,3-aumn, mukKiIorekcad-1,3-muun U MUKIOrekca-1,4-nuun (B
0COOCHHOCTH IUKJIONPOTAaH- 1, | -aumi, muKiionpomnan-1,2-1uun u nukino0ytan-1,1-gum).

TepmuH "ankokcu'", UCHONB3YEMBIA OTJCIBHO WIH B KOMOMHAIIUH, OTHOCHTCS K Ipymie ankui-O-, Tae an-
KUJIbHAs TPYNIIA COOTBETCTBYET NPUBEACHHOMY Bhille onpenenenuo. Tepmun "Cy.,-ankokcu" (X Uy KaxKIbli
MpPEJICTAaBISIET OO0 IeNI0e YMCII0) OTHOCUTCS K alKOKCH TPYIIE COTJIACHO MPUBEICHHOMY BHINIE OMpeaeie-
HUIO, COZIeprKaIiel oT X 70 y aToMoB yriepona. Hampumep, C, 4anKkokcu Tpymma o3Ha4YaeT Irpymiry (popMyIbl
C4ankmn-O-, tae Tepmun "C_jankun” ©MeeT NMpUBEACHHOE paHee 3HaueHue. [IpuMepamMu alkOKCH TPYII SB-
JISTIOTCS. METOKCH, dTOKCH, H-TIPOTIOKCH, U30TPOTIOKCH, H-OYTOKCH, H300YTOKCH, BTOP-OYTOKCH U TPET-OYTOKCH.
[IpennoYTUTENEHBIMU SBIIIOTCS 3TOKCH U, B 0OCOOCHHOCTH METOKCH.

TepMuH "reTeponMKIHI", UCIIOIB3YEeMbIH OTIEIBHO WM B KOMOWHAIIMH, W €CITH OH SIBHO HE ONpeiaeiieH
Oonee mMUPOKUM WK Ooiee Y3KUM 00pa3oM, OTHOCHUTCS K HACHIIIEHHOMY WJIM HEHACHIIIIEHHOMY HeapoMaTH4ie-
CKOMY MOHOIIMKJINYECKOMY YTIICBOJOPOTHOMY KOJIBILY, COJIEPXKAIIEMY OJHMH HIIH JBa KOJBICBBIX TETECPOATOMA,
HE3aBHUCHMO BBIOPAHHBIX U3 a30Ta, CEPhI M KHCIOPoAa (B 0COOCHHOCTH OJIMH aTOM KUCIIOPOJIa, OJWH aTOM CEpBI,
OJIMH aToOM a30Ta, JBa aTOMa a30Ta, IBa aTOMa KHCJIOPO/a, OJMH aTOM a30Ta W OJUH aToM Kuciopoxaa). TepmuH
"Cy.y-TE€TEPOLUKINA" OTHOCHTCS K TAKOMY TeTEPOLUKIY, COAEpPKAIIEMY OT X JI0 y KOJbIEBBIX aToMoB. IIpume-
PaMH TeTepOLMKIMIBHBIX TPYIII, UCTONb3yeMbIX B rpymme -L'’-Cy ¢reTeporukmm, sSBIsioTes, B 0COGEHHOCTH
OKCeTaH-3-uJI, THeTaH-3-1Jl, UMUAA30IUANH- 1 -1, 4,5-Turuapookcazon-2-ui, 1,3-n1uokconan-4-ui, mUunepuanH-
4-un, nuanepasuH-1-win, nunepasuH-2-mwi, MopQoauH-3-mwi, MopdoauH-4-un1 U MOpQoauH-2-miI. ['eTeponuk-
JIVTBHBIE TPYIIIBI SIBIISTIOTCS] HE3aMEIIEHHBIMH HJIH 3aMEIICHHBIMH, KaK 3TO YETKO OMPEIEIICHO.
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Tepmun "-Cy.,-reTepOoIMKIOaTKHIEH-", HCTIONB3YEMBIH OTAENBHO MK B KOMOMHAIIMM, OTHOCHUTCS K JABYX-
BaJICHTHO TPUCOEANHEHHON IreTepOLUKIUIBHOMN IPyIIe COrJaCHO NMPHUBEICHHOMY BBIIIE ONPENEIEHUI0, CONEep-
JKarei oT X 70 y KONbIeBBIX aToMOB. [Ipumepamu Cs ¢reTepOIMKIOaIKIICHa, COACPIKAIIEr0 OIUH KONbIIEBOH
aTOM KHCIIOPOJA, WIH CONEPIKAIIEro OJWH KONBIEBOI aToM a30Ta, ucmombsyemoro B rpymmax Cy', Cy’ m, ¢
YIETOM COOTBETCTBYIONUINX M3MeHeHuit, Cy®, SBIAIOTCS, B 0COBEHHOCTH a30TCOACPIKAIINE TPYIIIBI A3CTH/INH-
1,3-muun, azeTHauH-3,3-TUWI, TUPPOIUIUH-2,4-TUI, TUTIEPUINH- 1 ,4-TUiI U TUHepUInH-4,4-TUHIT; U KACIIO-
poJicoepKaIue TPyl OkceTaH-3,3-quwn, Terparuapodypan-3,3-muun u rerparuapo-2H-mupan-4,4-muw.

TepmuH "reTepoapmi”, HCIOIB3yEMbIH OTAEIHFHO WM B KOMOWHAIIMHU, O3HA4YaeT S5-10-uIeHHOE MOHOITUK-
JMYECKOe WM OUIMKIMIECKOE apOMaTHYECKOE KOJIBIIO, CoJeprKallee OT OJHOTO IO MaKCUMYM YEThIpeX reTe-
pOaTOMOB, KaXKIbIH U3 KOTOPBIX HE3aBUCUMO BHIOPAH U3 KUCIOPOa, a30Ta U cephl. [IpuMepamMu TakuxX rerepoa-
PWIBHBIX TPYII ABJISIOTCS (PYPaHUII, OKCA30JIUII, U30KCA30IIII, OKCATUA30III, THODEHHI, THA30JIMI, H30THA30-
JIAJT, THAIHA30JIHI, TAPPOITIII, UMHIA30IUII, TTHPA3OIUII, TPHUAZOIWI, TETPA30IIII, TTHPUIUHILII, THPHUMUITHILI,
NUPHUIa3HHWI, TIHPAa3UHUI, WHIOIHI, U30UHIOIWI, OeH3odypanmi, n3ooen3odypanmi, 6eH30THODESHWII, HHAA-
3011, OEH3UMUAA30JIHIT, OCH30KCa30I M1, OEH3U30KCa30IIMII, OCH30THA30JIMII, OCH30M30THA30IMII, OEH30TpHa30-
nviT, GEH30KCaINAa30IMII, OEH30THAINA3OIIIII, XHHOJIMHII, H30XUHOIWHWI, HAQTUPUINHII, IITHHOJIMHILI, XHHA-
30JMHWII, XWHOKCAJIMHWI, (TaTa3uHIWI, MTHPPOJIOMUPUANHII, THPA3OIOMUPHINHNAT, MHPA30IONHPUMUINHII,
MUPPOIONHPA3HHII, IMUIA30TTUPUANHII, IMAAA30MUPHAa3HHIIT U HMUAA30THA30 M. BRImeynoMsHyThIe Te-
TepOoapUIbHBIC TPYIIHI SBISIOTCS HE3aMEIIEHHBIMHI WIH 3aMEIIeHHBIMH, KaK 3TO YEeTKO ompeaeeHo. B ciyuae
3aMECTUTEIIS Arl, MIPEICTaBIAIONIETO COO0M "6-WICHHBIN reTepoapwl, COASpKAIIMA OAMH WX JBa aTOMa a30-
Ta", TEPMHUH O3HAYAET COOTBETCTBYIOIINE BHIMICYIOMSIHYTHIC O-WICHHBIC TPYIIBI; B OCOOCHHOCTH MHUPUAHHII
VITH IAPA3HUHII; B YaCTHOCTH, MHPUIMH-2- I, THPHANH-4-WT, WIH MHpasuH-2-ui1. B caydae 3amecturens HET',
MPE/ICTABISIONIEr0 co00i "5- WM 6-4ieHHBIH rerepoapii’, TEPMUH O3HAYaeT BBILICYNIOMSHYTHIE S5- win 6-
YJICHHBIE TPYIITBL. B 0COOEHHOCTH TEPMUH OTHOCHUTCS K 5S-WIEHHOMY IreTepoapuily, coJepiKalieMy OT OJHOTO JI0
YETHIPEX TeTEPOaTOMOB, TAKOMY KaK, B 0COOCHHOCTH (hypaHHII, AMUAA30JIMI, TTHPPOIHIL, TUPA30IIHI, OKCA30JIHI,
U30KCA30IUI, OKCAAUA30IWI, TPUA30JIMA WM TETPAa30iui; UIM K O-UJeHHOMY TreTepoapuiy, CoAepiKaleMy
OIIMH WM JBa aTOMa a30Ta; TAKOMY KaK, B 0COOCHHOCTH MUPUMUINHIUI, THPAa3HHWI, TTHPUAA3UHIIT WIIH TTHPH-
muHWIL. OTIENbHBIMU PUMEPAMH S-4JICHHOTO T€TepOapuiia, HCIIOJIb3yEeMOTO ISt HET', sisrorest dbypan-2-umn,
IH-umunazon-2-un, 1H-umunazon-4-un, 1H-muppon-2-un, 1H-mmupazon-3-un, 1H-mupazon-4-un, 1H-nmpaszon-
5-un, okca3on-2-mi, okca3on-4-ui, n3okcazon-5-mi, 1,2,4-oxcagnazon-3-mi, 2H-1,2,3-tpuazon-2-wn, 1H-1,2,3-
tpuazon-4-un, 4H-1,2,4-tpuazon-4-mn, 1H-1,2,4-tpuazon-5-un, 1H-rerpazon-1-un u 1H-terpazon-5-um;, u, B
TIOTIONTHEeHHE K BbInenepeuncieHasM, 1H-1,2,3-tpuazon-1-un u 2H-terpazon-2-un. OTAeIbHBIMUA PUMEPAMH
6-4JIEHHOTO TeTepoapuia, Heroab3yemoro it HET', SBIsioTcs MUPUMUIHH-2-HII, TUPUMHINH-4- 1T, THPHMU-
JIUH-5-WI1, TUPUIUH-2 -1, TUPUIUH-4- W1, TUPUIUH-3 -1, TUPUIA3UH-3-W1 U TUPa3uH-2 -1l

Bo n3bexanue HeonpeneneHHOCTH, OIpEeJICHHBIE TPYIIIBI, UMEIOLIHE TayTOMEepHBIE (HOPMBI, KOTOpBIC
MOTYT TNPEHMYIICCTBCHHO  paccMaTpuBaThCcs Kak — apoMmarhyeckue (Takue Kak, Hampumep, 3-
TUIPOKCUU30KCA30JINIIbHAS, S-runpokcu-[ 1,2,4]okcaaunaszon-3-uibHasi, 3-ruapoxcu-[ 1,2,4]Jokcaguazon-5-
wibHasA, 3-runpokcu-1H-nupazon-4-mipHas wim 2-runpokcu-|1,3,4]JoxcaauazonuibHas TpyNa) OmnpesiesieHbl B
JAHHOM H300pETeHHH Kak reTepoapuibmbie rpymmsl HET', 1ake HecMOTpS Ha TO, 9TO MX COOTBETCTBYIOIIHE
TayToMepHble  QopMbl  (3-0kco-2,3-murunpo-2H-u30Kca3ommn,  COOTBETCTBEHHO,  S5-0kco-4,5-muruapo-
[1,2,4]oxcagnazon-3-um, 3-okco-4,5-muruapo-[1,2,4]Joxkcagnazon-5-mi, 3-okco-2,3-murunpo-1H-nmupazon-4-mm,
2-0kco0-2,3-quruapo-3H-[1,3,4]okcanuazonmi) Takxke MOKHO paccMaTpuBaTh KaK HEAPOMATHYECKYIO TeTepo-
MUKITIBHYIO Tpymiry. [TomoOHEIM 00pa3oM, ompeneneHHbIe TPYIIEI, UMEIOINE TayTOMEPHBIE (POPMEI, KOTOpPHIE
MOTYT MPEUMYIICCTBEHHO PacCMAaTPUBAThCS KaK HeapOMaTHYeCKUe (Takue Kak 2,4-THOKCOMMUIA30IHIIH- | 1T,
4-0kco-4,5-TUruIpoOoOKCa30i-2-1il), COrJIACHO OIpPENETICHUIO Uil 3aMECTUTENS -LIO—C4_6reTep0HI/IKHI/IH, omnpene-
JICHBI B TJAHHOM M300PETCHHUU KaK HE SBIISIONIUC YaCThIO 3aMEIICHHBIX TeTePOAPIUIHLHBIX TPYII COTJIACHO OIpe-
menenmio i HET', nake HecMOTps Ha TO, dYTO HX COOTBETCTBYIONIYIO TayTOMEpHYK (opmy (4-
THIIPOKCHUOKCA301I-2-WI, COOTBETCTBCHHO, 2,4-IUTHUIPOKCUUMHUIA30I-1-1T), TAKKE MOXKHO pacCMaTpUBaTh Kak
retepoapuibnyo rpynmy HET'. Clielyer HOHHMATh, 4TO COOTBETCTBYIOIINE TAYTOMEPHI BKIIOUEHB! B COOTBET-
CTBYIOIIHHA 00BeM -L’-HET' cootBeTcTBEHHO -LIO—C4_6reTepouHKana COTJIACHO OTIPEICTICHUIO.

Tepmun "mmano" otHocuTcs K rpymme -CN.

Tepmun "okco" oTHOcuTCA K Tpymme =0, KOTopas MPeANOoYTUTEIHFHO MPHUCOSANHEHA K aTOMy YIJIepoJa
VI Cephl B MM WU KOJIbIE, KaK, HalpuMep, B ciaydae kapOoHmIbHOU rpynmsl -(CO)-, i cyabhOHWIEHON
rpynis -(SO,)-.

B ciygasix, koraa amst onmrcaHus 00JaCTH YHUCIOBBIX 3HAUEHUH MPUMEHSIOT CIIOBO "MKy, TO €ro clemy-
€T MOHMMATh 3HAYAIl[UM TO, YTO KOHCYHBIC TOYKH YKa3aHHOTO IHAINa30HA SBHO BKIIOYCHBI B TAKOW JIHAIAa30H.
Hanpumep, ecnu temnepaTypHslii quana3oH onuceiBaercss Mexay 40 u 80°C, To 3T0 03Ha4aeT, YTO KOHEUHEIE
toukH 40 u 80°C BKIIOUEHBI B AMAINA30H; WK €CIU IepeMeHHas onpeesieHa Kak 1eJloe Yucio Mexay 1 u 4, ato
03HAYaeT, 4TO MepeMeHHas peACTaBIseT coboii renoe yucio 1, 2, 3 wm 4.

Ecnu He MCIONB3YIOT B OTHOLICHUH TEMITEPATyp, TO TEPMUH "TIPUOIN3NTEIBHO", HAXOIAIIUICS TIepe]] Yn-
CJIOBBIM 3HadeHueM "X" B JTaHHOM HM300pEeTEHHWH OTHOCHTCS K MHTEPBATy, KOTOPBIH pacmpocTpansercs or X
munayc 10% X mo X mmoc 10% X, ¥ IpearnmouTUTENHHO K HHTEPBATy, KOTOPBIH paclpocTpaHseTcs oT X MUHYC
5% X mo X mmoc 5% X. B oTmensHOM cirydae, KacaloeMcsl TeMIIepaTyp, TepMHUH "TIPHOIH3UTETHFHO" , HAX0As-
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muiicsa nepen temieparypoid "Y" B JaHHOM H300pETEHUH OTHOCUTCS K MHTEPBAJY, KOTOPBIH pacupoCTpaHseTcs
ot temnepaTtypsl Y munyc 10°C no Y mmoc 10°C, 1 mpeanodTuTensHO K MHTEpBaly, KOTOPBII pacnpocTpaHs-
ercst ot Y munyc 5°C mo Y mmoc 5°C. Kpome Toro, TepMHH "KOMHATHas TeMIieparypa", Kak UCTOJIb3YeTCs B
HACTOSIIEH 3as8BKe, OTHOCUTCS K TeMriepaType npuommurensHo 25°C.

JlomomHUTEIBHBIE BapHAHTHI OCYIIECTBICHHUS N300pETEHNS IPEICTABICHBI HIKE.

2) Bropoii BapHaHT OCYIIECTBICHUS OTHOCHTCS K COSIMHEHUSIM B COOTBETCTBHH C BapHAHTOM OCYIIECTB-
nenus 1), roe R' o3mauaer BOZIOPO/I.

3) Jpyroi BapuaHT OCYIIECTBICHUS OTHOCUTCS K COSAWHEHHUSIM B COOTBETCTBHUH C BAPHAHTOM OCYIIECTB-
nenus 1), rae R' o3mauaer ¢drop.

4) Jlpyroii BapuaHT OCYIICCTBICHUS OTHOCUTCS K COCAMHCHUSIM B COOTBETCTBHH C JIFOOBIM M3 BapHAHTOB
ocymectsienns 1)-3), rae R* 03Hauaer BOIOPOI, XJI0P, METHIL, STHII, METOKCH I STOKCH.

5) Jpyroii BapuaHT OCYIIECTBICHHUSI OTHOCUTCSI K COSIMHEHUSM B COOTBETCTBUU C JIFOOBIM M3 BapHaHTOB
ocyiecTBieHus 1)-3), rae

W mpencrasisier co6oit N, Z mpencrasisier coboit CH; u R? o3nauaer BOJIOPOJI, METHJI, METOKCH WJIN
JTOKCH (B 0COOEHHOCTH METHII); WIIH

Z npencrasmsier coboit N, W npexcrasmsier coboit CH; n R? o3nagaer xyop, 6poM, METHI HIH METOKCH (B
0COOEHHOCTH XJIOP).

6) pyroii BapuaHT OCYIIECTBICHUS OTHOCUTCSA K COSAMHEHHSIM B COOTBETCTBHH C JIFOOBIM M3 BapHaHTOB
ocymectBierns 1)-5), rae R’ 03HagaeT METOKCH, H30MPOMOKCH WIH TAPTOPMETOKCH (B OCOGEHHOCTH METOKCH
WA TUPTOPMETOKCH).

7) Hpyroii BapuaHT OCYIIECTBICHUS! OTHOCUTCSI K COSIUHEHHSIM B COOTBETCTBHHU C JIIOOBIM M3 BapHaHTOB
ocyuecTBieHus 1)-5), rae R’ o3nauaer C/;aIKOKCH (2 IMEHHO METOKCH, H30IPOIIOKCH, B OCOOCHHOCTH METOKCH).

8) [lpyroii BapuaHT OCYIIECTBICHHUSI OTHOCUTCSI K COSIMHEHUSIM B COOTBETCTBUU C JIOOBIM M3 BapHaHTOB
ocymectsienns 1)-5), rae R® o3nauaer C, spropankokcu (B 0coGeHHOCTH T(TOPMETOKCH).

9) [pyroii BapHaHT OCYLIECTBICHHUSI OTHOCUTCS K COSJMHEHUSIM B COOTBETCTBHH C BAPHAHTOM OCYIIECTB-
nenus 1), rae pparmedt

R3 RS
N e N| 7
RN RN
1
R’ MIpeCTaBIsAeT COO0M R >

rae R' osHauaer Bomopox mimn ¢rop (B 0coGeHHOCTH BOTopox); R 03HauaeT BOAOPO, XJIOP, METHIL, STHIL,
METOKCH WJIH 3TOKCH (B ocoGeHHOCTH Metin); i R’ osHagaer C,;anKkokcH (B 0COGEHHOCTH METOKCH, H30IIPO-
nokcu) win Cy_3propankokcy (B 0COOEHHOCTH TU(PTOPMETOKCH); WIIN

R3
Y
R2 N
R1

,
rae R' o3nauaer Bogopox; R? o3Hauaer ramoreH (B 0COGEHHOCTH XJI0p), METHIT HITH METOKCH; U R 03Haua-
et C_;ankokcH (B 0cOOCHHOCTH MeTOKCH) MK C_3(TOpaIKoKcH (B 0COOEHHOCTH AUPTOPMETOKCH).
10) [pyroit BapuaHT OCYIIECTBICHHSI OTHOCHTCSI K COSJMHEHHSM B COOTBETCTBHU C BAPHAHTOM OCYIL[ECTB-
nenus 1), rae pparment

R? R®
W el N| N
N RN
1
R’ TpenCTaBIIseT coOOit R ,

rae R' osHauaer Bomopo; R? 03HaYaeT BOZOPOJ, METHII, METOKCH (B OCOGEHHOCTH MeTH); H R’ 03Hauaer
C,zankokcu (B ocobenHocTH MeTokcH) min Csdropankokcn (B 0COOCHHOCTH TUPTOPMETOKCH ); UITH
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R3

x gl
R? AN

R1

rae R' osnauaer Bomopon; R* o3Hauaer ranoreH (B 0COGEHHOCTH XyI0p); U R’ 03HAUaET METOKCH HMIH IH-
(TOpMETOKCH.
11) dpyroif BapHaHT OCYIIECTBICHUS OTHOCUTCS K COSIMHCHUSM B COOTBETCTBHH C BAPHAHTOM OCYIIIECTB-
nenus 1), roe pparment
R3

w)\(
|

Z

/

\

R2

R1
MIpeCTaBIsAeT COOOH KOJIBIIO, HE3aBUCUMO BEIOpAaHHOE U3 CIeNYIOMMX Tpymm A) win B):

A)
F F
0 o /Lo )\o F)\O

N| 7 N| - N X - N T - NT X -~
\O / /\O ) | / ) | / ) | /

A F

\_/

-n

F (0] )\
N 7 F 0
unu F ; B 0CODEHHOCTH, = ;
B)
F F
F)\O F)\O ~o o

o
N N N N
cl Z7 wr Z cl Z Z

, unu Br . B 0cOOEHHOCTH,

(¢]

IJIe KakJaasl U3 BBINICYKAa3aHHBIX rpynn A) U B) 00pa3yroT OTAeIbHEIA MOBapUAHT OCYIICCTBICHUS H30-
OpeTeHus.

12) JIpyroii BapuaHT OCYIIECTBICHUSI OTHOCHTCS K COSIMHEHHSIM B COOTBETCTBUH C JIIOOBIM 13 BapHAHTOB
ocymectsienns 1)-11), rae Ar' mpencrasmnser co6oit denmn (rae cieayeT MOHMMATh, YTO YKAa3aHHBIA (QEHMT
3aMelIeH OCPEeJICTBOM R* u R®, kak 310 ueTKO OTIPEJICIICHO).

13) dpyroii BapuaHT OCYIIECTBICHUS OTHOCUTCS K COSUHEHISIM B COOTBETCTBHH C JIFOOBIM U3 BapHaHTOB
ocymectBierns 1)-11), rae Ar' mpencraBisier coGoii 6-4ICHHBIN TeTepPOAapPUII, COACPI AL OXMH WIH JBa aTO-
Ma a30Ta (B 0COOCHHOCTH NUPHUAWHII, MHPAMUIWHIII WIIM MAPA3HHWT, B YaCTHOCTH, MTUPUAWH-2-WII, THPUAIHH-
4-yn vy TiMpasuH-2-1i) (TAe CledyeT IOHUMATh, YTO yKa3aHHBIN reTepoapii 3aMereH mocpencteoM RY u R,
KaK 9TO YETKO OIpPEeNEIeHO).

14) JIpyroii BapuaHT OCYIIECTBICHUS OTHOCHTCS K COSIMHEHHSIM B COOTBETCTBUH C JIIOOBIM 13 BapHAHTOB
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ocymecTsienns 1)-13) (B 0cOGEHHOCTH B COOTBETCTBHH ¢ BapuanToM 12)), rae R* o3nauaer u-npomun, usomnpo-
IIWJT WA MOHOIMKIMYECKHH Cs 6lIMKIOAIKIII (B OCOOCHHOCTH IUKJIOOYTHI WIIN IUKIOTIEHTHII).

15) Apyroii BapuaHT OCYIIECTBICHNUS OTHOCHTCS K COSAMHEHHSIM B COOTBETCTBHH C JIFOOBIM M3 BapHAHTOB
ocymectBierns 1)-13) (B 0COBEHHOCTH B COOTBETCTBUH ¢ BapuanToM 12) mm 13)), tae R* o3nauaer H-mpormm,
H3OTIPOITHIL.

16) [pyroii BapuaHT OCYIIECTBICHUS OTHOCUTCS K COSUHEHISIM B COOTBETCTBHH C JIFOOBIM U3 BapHaHTOB
ocyectBieHns 1)-13) (B 0COBEHHOCTH B COOTBETCTBHH ¢ BapuanToM 12)), rae R* o3Hauaer MoHOIMKIMYeCKHit
C56IIUKIT0ATTKAT (B 0COOEHHOCTH ITUKIO0YTHII, IIMKJIOTICHTHLT).

17) Jpyroit BapuaHT OCYIIECTBICHUS OTHOCHTCS K COSIMHEHHSIM B COOTBETCTBUH C JIIOOBIM 13 BapHAHTOB
ocymectsienns 1)-16), rae R’ npescrapiser co6oii BOAOPOs, (BTOp WIH METHI (2 HMEHHO BOIOPOJ, HIH (TOp B
MOJIOKEHNH 5 Wi 6 GpeHMIbHOro (hparMeHTa, M METHIT B TIOJIOKEHNH S5 GpeHMITBHOTO (hparMeHTa; B 0COOEHHO-
CTH BOAOPOJ, Win (GTop B NOJOKEHUU 5 UM 6 peHmIbHOTO (pparMenTa).

18) JIpyroii BapuaHT OCYIIECTBICHUS OTHOCHTCS K COSIMHEHHSIM B COOTBETCTBUH C JIIOOBIM 13 BapHAHTOB
ocymectsinenns 1)-16), rae R’ npencrasiser co60ii BOXOpoy.

19) [pyroii BapuaHT OCYIIECTBICHUS OTHOCUTCS K COSUHEHISIM B COOTBETCTBHH C JIFOOBIM U3 BapHaHTOB
ocymectBieHus 1)-11), roe pparment

R4

R5
MIpeACTaBIsAeT COOOH KOJIBIIO, HE3aBUCUMO BEIOpAaHHOE U3 CIeAYIOMUX Tpymm A) win B):

A)

,F/&; Foy : ;

% WA % ; B 0COOEHHOCTH, E :
B)

\\6 \\g \\ l ) )

N N N\)

/; T s

;

rJie KaKaas u3 BhIMICyKa3aHHBIX Tpyml A) u B) 00pa3yroT OTAeNbHBINH MOABAPHUAHT OCYIIECTBICHHUS H30-
OpereHusI.

20) Jpyroii BapuaHT OCYIIECTBIECHUS OTHOCUTCS K COSTUHEHHSIM B COOTBETCTBHH C JIFOOBIM W3 BapHaHTOB
ocymiectBiieHus 1)-19), rme m u n 06a o3Ha4yaroT 1 wir m u n o6a 03HAYAIOT 2.

21) Jpyroii BapuaHT OCYIIECTBIECHUS OTHOCUTCS K COSTUHEHHSIM B COOTBETCTBHH C JIFOOBIM W3 BapHaHTOB
ocyiectBieHus 1)-19), rme m u n 06a o3HavaroT 1.

22) JIpyroit BapuaHT OCYIIECTBICHHUS OTHOCUTCS K COCAMHCHHSIM B COOTBETCTBHH C JIFOOBIM U3 BAPHAHTOB
ocymectsienns 1)-21), rae rpynma -L-R® npencrapnser co6oii BOXOPOL;

-LI—CO—RC“, rae R mesaBucmvo npeacraBiseT codot ruapokcw; -O-6en3mi; -O-C_¢aaKu;

Ci-dropankm; wim —NRN”RNIZ; rae HesaBucumo R o3Hauaer Bogopoa win C_4alkui, u R™"? o3Hauaer
Bogopon, Cjjamkmn, -SO,-CigalKun Wi —O—RO“, rne R°"' HesaBucumo MIPEeACTaBIsAeT CcOO0OH BOMOPO,
C|_¢aIKwI, WM OCH3WIT; U

-L - He3aBHUCUMO TIpeICTaBIsAET COOOM

-C,.¢ankmie-, -CO-C_qankmieH-, -SO,-C,_gankunen-, -CO-O-C_¢ankunen-, -CO-NH-C,_sankunen- win
-SO,-NH-C, sankunen-;

-C_¢anmkmneH-, -CO-C,_¢ankunen- win -SO,-C| ¢amkuiieH-; T B BBIIICYKa3aHHBIX TPYMIIAaX YKa3aHHBIH
C_¢aJIKWJIEH He3aBUCUMO MOHO3aMellleH ruapokc, Cjsankoked, -O-CO-C_4ankuioM wiu -NRN13RN14; TIe He3a-
sucumo R o3nauaer Bopopoa win C;_4anKkul, u R™* o3nauaer Bojopoa, C,sankun uiu -CO-O-C_4ankui;
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-C,_gankuiieH-, -CO-C, gankuned- uin -SO,-C, ¢ankuiieH-; TO€ B BbIIICYKa3aHHBIX TPYMMax yKa3aHHBII
C,.¢AIIKWJICH HE3aBUCHMO SIBJISICTCS JU3aMEIICHHBIM, TJ¢ 3aMCECTUTEIH HE3aBHCUMO BBEIOMPAIOT U3 THAPOKCH U
—NRNISRMG; IJIc HE3aBUCHMO R™ oznauaer Bogopon win C;_4amkun, u RM® oznauaer Bogopo, C;_4amKuil WiIu
-CO-0O-C,_sankwu;

-Cy_qsanknieH-Cs_grukinoankunet-Cy jankmieH-, -CO-Cysankmnen-Cs gruknoankunaeH-Co 4ankmiet-, -SO,-
Cosanxkmnen-Cs gimknoankuinen-Coy4ankunen-, -CO-NH-Cgjankunen-C; ginknoankmieH-Cy4alIKuiIeH- WK
-CO-0-Cy_ankunen-Cs;_gruknoankuieH-Cy 4alIKuaeH-;

-C04a.HKI/IHCH-Cy1—C04a.HKI/IHCH-, —CO—C0_4a.HKI/IHCH-Cy1—C0_4aHKI/IHeH—, -CO-O—C0_4aJIKI/IHeH—Cy1-C0_4aHKI/I.HeH-,
—CO-NH-C0_4aHKI/IH€H—Cy]—C0_4aJ'IKI/IJIeH-, -SOZ-C0_4aJ'IKI/IJ'I€H-Cy1-C0_42LHKI/IJ'I€H- 381051 —SOZ-NH-C0_4aﬂKI/IH€H—Cy1—
Cy-4aJIKWIICH-; TIC Cy1 HE3aBUCHMO MpeACcTaBisieT co00# C;_¢reTepOIMKIOANKIIICH, COICPKAIIUN OUH KOJIbIIC-
BOI aTOM KHCJIOpOJia WM OJMH KOJIBLIEBOM aTOM a30Ta, TJe YKa3aHHBIA KOJbLIEBOH a30T, B CIy4ae €CJIi OH UMEET
CBOOO/IHYIO BAJICHTHOCTB, HE3aBUCHMO He3aMeIlleH Wi MoHo3aMeleH CijankmwioM mwim -CO-0-C_jankuiom;

-Cy4anxunen-0-C,_jankmien-0O-C _jankuneH- win -CO-C_sankuneH-0-C, jankunen-0O-C _4alIKuieH-;

-C2_4aJ'IKI/IJ'I€H—X11-C1_4aJ'IKI/IJ'I€H—, —CO-O—C2_4aJ'IKI/IJ'I€H—X1]—C1_4aJ'IKI/IJ'IeH-, -CO—NH-C2_4aJ'IKI/IJIeH-X”—
C,_4anKuJIeH- WU -SOZ-NH-C2_4aHKI/IHeH-X11—C1_4aHKI/IHCH—; e X'' HesaBucumo MIPENICTaBIsAeT COO0M aTom
KHCIIOpOJIa MIJIM a30Ta, KOTOPBI HE3aBUCHMO He3zaMelleH wid MoHo3aMmemeH Ci_4ankmioM, C; ¢[TMKIOATKIIOM
nin -CO-0-C_4anKuiom;

-CO-C1_4aHKI/IHCH-X12—C1_4aHKI/IHeH—, —SOZ—C1_4aHKI/IHeH—X12—C1_4aHKI/IHeH— 183971 -CO-C1_4aHKI/IHeH—X12-
Cysanknnen-C;_guukinoankuinet-Cy anKkuieH-; Tae X'? nesaBucumo MpeCTaBIsieT co00M aToM KHCIIOpoaa
WU a30Ta, KOTOPHIH HE3aBUCHMO He3aMemleH uiau MoHo3amenieH CijankunoM, C; ¢IMUKIOATKIIOM WU
-CO-0O-C,_sankunom;

-C2_42LHKI/IJ'I€H-X13-C1_4aJ'IKI/IJ'I€H-; roe X" npezacrasisier coboit -NH-CO-, u rae ykasaHHbii C, 4alKiiIcH
HE3aBHCHMO He3aMEIlIeH WIK MOHO3aMEIlIEeH THIPOKCH;

-C1_42LHKI/IJ'I€H-X14-C1_4aJ'IKI/IJ'I€H-; e X' npencrasiset coboit -CO-NH-;

-CO-C,_¢ankenuneH- wim -SO,-C,_¢alIKCHUICH-; WIN

-CO-C,¢dTOopankuiieH-;

-LZ—FI/IZ[pOKCI/I; rae -L- TIPEeACTaBIsAET COO0M

-CO-C,_gankmneH- i -SO,-C|_calKuIIeH-; TJe B BBIICYKa3aHHBIX TPYINax ykazaHHbINH C|_aKUJICH He3a-
BHCHMO HE3aMEIIeH WM MOHO3aMelleH ruapokcd, Ci-pTopaikuiom wmim NR™'R™?, e nesasucumo R™!
o3HavaeT Bogopo win C_4aJKwmI, 1 R™? o3nauaer Bonopon, C_jankwn wim -CO-O-C_janku;

-C,_gankmieH-, -CO-0O-C,_sanmkunen-, -CO-NH-C,_sankunen- wim -SO,-NH-C, sankwieH-, rae B BbIIICyKa-
3aHHBIX Tpynmax YykasaHHbIH C,¢alKUJIeH HE3aBUCHMMO He3aMeIlleH WM MOHo3aMelleH ruapokcu, Ci-
(dhToparKuIoM WIN -NRN23RN24, e uezasucumo RN o3nauaer Bogopo uin C_4ankui, u R™** o3nauaer Bojo-
poxa, C_sankun wiu -CO-0-C,_4anku;

-Cy.qsankuieH-Cs_giukinoankuineH-Cy_sankmieH-, -CO-Cy4ankmnen-C3-6 muknoankuiaeH-Coy 4aaKuieH- WIN
-S0,-Cy4ankunen-Cs_giukinoankuneH-Co_4alKnuieH-;

-C04am<1/meH-Cy2 -Co4aKuIIeH-, -CO—C04aJ'IKI/IJ'I€H—Cy2 -Co4alKuIIeH- WIN —SOZ-C04aJ'IKI/IJ'I€H—Cy2 -Co.4aKHUIICH-;
rae Cy2 HE3aBUCHMO TIpeAcTaBisieT co00il Cs ¢reTepOIMKIOaTKUICHOBYIO TPYIITY, COACPKAIIYIO OJUH KOJbIIe-
BOM aTOM KHCJIOPOZa WM OJWH KOJIBIIEBOW aTOM a30Ta; IJ€ YKa3aHHbIN KOJBIEBOM a30T, B CIyyae €CJIM OH UMEET
CBOOOIHYIO BAJICHTHOCTD, HE3aBUCHMO He3amelleH i MoHo3amerneH C_jankwioMm mwin -CO-O-C,_jankuiom;

-C,4anxunen-(0-Cysankunen),- umu -CO-C_sankunen-(0-C,.4anKkuien),-; TA€ p He3aBUCHUMO TIPEICTaBIA-
eT co0oii nenoe yncio 1 mwim 2;

-C2_4aJIKI/IJ'IeH-X21-C2_4aJ'IKI/IJ'I€H-; e X*! MpEeJCTaBIsIeT COOOW aTOM a30Ta, KOTOPHIN HE3aMEIIeH I MO-
Ho3zamemeH C_jankuioM, Cs_giinknoankuioM win -CO-0O-C_4ankuiioM;

-CO-C, _4aJ'IKI/IJ'IeH-X22-C2_4aJ'IKI/IJ'I€H—, -CO-C, _4aJ'IKI/IJ'I€H—X22—C 1-4TKIIICH-C3_ITUKIIOQTKHIICH- 381051
—SOZ-C1_4aJ'IKHHGH—XZZ—C2_4aHKI/IH€H—; e X* MpeaCcTaBIsIeT co00i aToM a30Ta, KOTOPHIH HE3aBUCUMO He3aMe-
mieH win MoHo3ametieH Ci_jankunom, C_gimkiioankuiaom mwim -CO-0-Cy_sankuiom;

-C2_4aJIKI/IJ'IeH-X23-C1_4aJ'IKI/IJ'I€H-; rae X2 npencrasiset coboit -NH-CO- u rae ykazanusiii C, 4aaKuiicH He-
3aBUCHMO He3aMelleH MM MOHO3aMeIIeH THAPOKCH;

-C1_4aHKI/IHeH-X24-C2_43HKHHQH-; e X** npenacrasiseT coboit -CO-NH-, u rie ykazannapiii C2-4ankuieH
HE3aBHCHMO He3aMEIIeH WIH MOHO3aMEIIeH THIPOKCH;

-L3—O—R031, rae R%! osnauaer -CO-Csankun unu -CO-C,_4alKeHnT; u -L*- He3aBrCHMO MIPEICTaBIsAECT
coboii

-C,_gankmiieH-, -CO-C_gankunen- wim -SO,-C, qankmieH-, -CO-O-C, ¢ankuien-, -CO-NH-C, qankuinen-
i -SO,-NH-C,_¢ankuieH-;

-L4—NRN1RN2, rze Hesasucumo RN o3nagaer Bogopo min C_4alKu; u R™ o3nauaer Bogopon; C_4ankui;
Cisdpropankmr; Cy gumknoankmwi; Cpiankokcu-Cojankunes; -CO-Cyankmn; -SO,-Cgankmwn, wim -SO,-Ci-
¢dropanku; u

-L*- HesaBucHMO MPECTABISCT COOOM

-Cy.gankmiieH-, -CO-C_qankmiieH-, -SO,-C,_gankuneH-, -CO-0O-C,_¢ankunen-, -CO-NH-C, gankuneH- wimn
-SO,-NH-C,_sankuneH-; nin

-C04aHKI/IHCH-Cy4—CO4aHKI/IHCH-, —CO-CO4aJIKI/IHCH-Cy4—C0_4aHKI/IHCH- WIN -S02—C04am<1/1neH—Cy4-C0_4anKI/1neH—;
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rae Cy4 HE3aBUCHMO MPECTABISCT cO00H C3 ¢TeTepOIMKIOATKIICHOBYIO TPYIIITY, COJCPKAIIYIO OJJUH KOJIbIIC-
BOM aTOM KHCIIOPO/JIa;

-LS—NRNzRM, re R™ oznauaer Bogopon, Csamkui umn C3ankokcu-C,_ jallKuieH; 1 R™ oznauaer -CO-
O-C,_4ankum; -CO—NRNSIRN52, rre R™! u RN? gesasucumo BBIOHMpatoT u3 Bomopoaa u Cj_jamkuna; win -SO,-
NRN53RN54, IJIc He3aBUCUMO R™? o3nauaer Bozopon win C_4aJKuI, U R™* o3nauaer Bogopo, C_4aJIKiT WIH
-CO-C,_sanxwu;

u -L°- nezaBucumo TIPEeACTaBIsAET COO0M

-C,_gankmiteH-, -CO-C_gankunen- wim -SO,-C, qankmieH-, -CO-O-C, ¢ankuien-, -CO-NH-C, qankuinen-
i -SO,-NH-C,_¢ankuiien-;

-L(’—N(RN(’I)-O-ROG], rre RN o3nauaer Bogopo, -CO-C_jankun uin -CO-O-C_4ankui; u R nesaBucu-
MO MpeaCTaBisieT co00i Bogopo, C ¢alIKiiI, WK OCH3UIT,

1 -L°- HesaBucumo MpEeCTaBIsCT COOOU

-Cy.gankmiieH-, -CO-C_qankmieH-, -SO,-C_gankuneH-, -CO-O-C,_¢ankunen-, -CO-NH-C,_gankuneH- wimn
-S0O,-NH-C,_¢ankuien-;

-L-NR™R™, e R™® o3nauaer Bomopox min C_4ankun (B ocoberHOCTH Bogopox); R\ o3Hauaer Bomo-
poxn, C_sankmi, -CO-C_jamkun, Csdropankmt mwim Cs_gIIAKI0ATKHI (B 0COOEHHOCTH BOJOPON); H

-L’- nezaBucumo MIPEICTaBISAET COOOM

-CO- unu -SO,-;

Ng-lLSI:%zOz—RSSI, re RS NSI-]IQSaBI/ICI/IMO MIPECTaBIsAET COOOM —(i‘ lg_ganmn; C-bTopankwi;, THAPOKCH;
-NR™ R™, rne nezaBucumo R™°' o3HagaeT Bojopon wim C;_jankmi, 1 R™°° o3HagaeT Bonopon, C,_samkui, -CO-
C.¢QJIKWIT; U

-L®- HesaBuCHMO MPECTABISCT COOOM

-C.¢ankuien-, -CO-C_qankmieH-, -SO,-C,_gankuneH-, -CO-O-C,_¢ankunen-, -CO-NH-C,_gankuiaeH- wimn
-S0O,-NH-C,_¢ankuien-;

-L’-HET', rne HET' npexcraBnsier co6oii 5- MM 6-uieHHbI TeTepoapu (B 0COBEHHOCTH MHPPOIHII, ITH-
pa3oNmi, UMUAA30JIWI, TPUA3OMII, TeTPa30ani, GypaHui, OKCA30JIUI, W30KCA30IMI; THA3OIWII, U30THA30JIMII,
OKCaZMa30JIWII, THAUA30II, TUPHUIUHIII, TUPUMUATUHIIL, TAPUIA3UHII, THPA3UHIII),

r7e yKa3aHHBIN HET' He3aBHCHMO SIBIISETCS HE3aMEIECHHBIM HIIH MOHO- HIIH IU3aMeIIeHHBIM, T/Ie 3aMec-
TATENH He3aBUCHMO BbIOWpatoT u3 Cjjankuina (B OCOOCHHOCTH METHJA), TaJIOTeHa, IMaHO, THIPOKCH,
—Co_zaHKHHCH—Cygl-COORO%, rne R%’! osnauaer Bogopon uinu C, ,almKkui, U TAe Cy91 MpeCTaBIsIeT co00it
C;6ITUKIIOATTKAIICHOBYIO TPYIIITY; WITH —Co_zaHKHHCH—COORogz, e R%? osnauaer Bogopo win C_4aJIKiT; U

-L°- He3aBuCHMO MPECTABISCT COOOM

-Cy.gankmien-, -CO-Cy_qankmiieH-, -SO,-Cy_gankunen-, -CO-O-C_¢ankunen-, -CO-NH-C,_gankuiaeH- wimn
-SO,-NH-C,_¢ankuien-;

-LIO—C4_6reTepouHKnnn, rae C,.¢TeTePOIMKIINII HE3aBHCUMO COACPIKUT OJIUH WU JBa KOJBICBBIX TETEpOa-
TOMa, HE3aBUCHUMO BBIODAHHBIX W3 a30Ta, CEPbl M KHCJIOPOJA; T B BHINICYKA3aHHBIX TPYIIAX yKa3aHHBIA
C4.¢TCTCPOLIMKITII HE3aBUCUMO SIBIISICTCS HE3aMEIICHHBIM, HJIM MOHO-, JIM- HJIM TPU3aMEIICHHEBIM, TJIC 3aMECTH-
TEJIM He3aBUCHMO BEIOMPAIOT U3

OJIHOTO WJIH JABYX OKCO 3aMECTUTEJICH, KaKIbI M3 KOTOPBIX MPUCOSTUHEH K KOJBIIEBOMY aTOMYy yTiiepoJia
B ayIb(ha-MmosI0KeHNN K KOJIBIIEBOMY aTOMY a30Ta (TakuM o0pa3oM o0pa3ys BMECTE ¢ a30TOM aMHIHYIO TPYIILY,
WIH B ClIydae, €Clid PSIOM PACIIONIOKEH JOTOJHUTENBHBINA KOJBIIEBON KUCIOPO, KapOaMaTHYIO TpyIIy, Wi B
ciIydae, eCIIH PSIOM PACTIONIONKEH JOTIOTHATEIHHBIA BTOPOI KOJBIIEBOM a30T, MOYEBUHHYIO TPYIITY); U/AIH

JIBYX MCTHJIBHBIX 3aMECTHUTEJICH, MPUCOCTUHCHHBIX K KOJIBI[EBOMY aTOMY yIiiepoja B allb(}ha-moI0KESHIH K
KOJIBIICBOMY aTOMYy a30Ta WM KOJBIICBOMY aToMy KHUCIIOponaa (TakuMm 00pa3oM 00pa3yst BMECTE C a30TOM
-C(CHj3),-N- rpynmy, mimu ¢ kucinopogoM -C(CHj;),-O- rpymnmy); n/umm

JIBYX OKCO 3aMECTHTEJICH Ha KOJBIIEBOM aTOME Cephl (TakuM 00pazoM obOpasys rpymiy -SO,-); u/wim

Cyqankuna, Cjamkokcn-C, jamkmna, C,sdropankuna win -CO-C|_4ankmia, IPUCOCTUHEHHOTO K KOJbIIC-
BOMY aTOMY a30Ta, UMCIOIIEMY CBOOOIHYIO BaJICHTHOCTb; H

-L'°- HesaBmcmMoO MPEeNCTaBIsAET cOO0M

-Cy.qankmireH-, -CO-Cy_qankmiieH-, -SO,-Cysankunen-, -CO-O-C_¢ankunen-, -CO-NH-C,_sankunen- win
-SO,-NH-C, sankunen-;

-L“—uHaHo; rme -L'- npeacrapisieT coboit -CO-Cy_gankmieH-, -SO,-C_sankwieH wim -Co_saJIKIIeH-;

-L12—N02; rae -L'%- npeacTaBisieT coooi -C, callKIIIeH-; TN

-L13—C1_4an1<14n; e -L- npencrasiseT coooit -CO-, niu -CO-O-.

23) JIpyroit BapuaHT OCYIIECTBICHHUS OTHOCUTCS K COSAMHCHHSIM B COOTBETCTBHH C JIFOOBIM U3 BAPHAHTOB
ocymectsienns 1)-21), rae rpynma -L-R® npencrapnser co6oii BOXOPOL;

-LI—CO—RC“, rre R HesaBucumo npenacrapuser coboit  ruapokcw; -O-0cem3mim; -O-Cj_gaiku;
Ci-dropank; wiu -NRN“RNIZ; rae mesaBucumo RN osnauaer Bogopoa uiu C,_4ankui, u R™? o3Hauaer Bo-
nopona, Cy_4ankui, -SO,-C_¢aJdKui uiu -O-RO“, rue R®'! Hesasucumo npeacTaBisieT coboii Bomopon, Ci gaIKul,
WM OSH3UIT; U

-L'- He3aBucuMO MIPECTaBISAET COOOM

-C,.¢ankmieH-, -CO-C_qankmieH-, -SO,-C,_sankunen-, -CO-O-C_¢ankunen-, -CO-NH-C,_sankunen- win
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-SO,-NH-C,_¢ankuien-;

-C\_¢ankuneH-, -CO-C, gankuned- uin -SO,-C, ¢ankuiieH-; TOe B BbIIICYKa3aHHBIX TPYMMax yKa3aHHBII
C|.¢QKWIICH HE3aBUCHMO MOHO3aMeleH ruapokc, Cisankokcu, -O-CO-C_4alkuioM wim —NRNBRN”; rie Hesa-
sucumo RV o3nauaer Boopoa win C;_4alKull, u RM* o3nauaer Bogopox, C;sankun wiu -CO-O-C_jankwu,

-C,_gankmieH-, -CO-C, gankuned- win -SO,-C, ¢alkuiieH-; TIe B BBIIICYKa3aHHBIX TPYMITAaX YKa3aHHBIH
C,.6IKWIICH HE3aBUCUMO SIBJISICTCS TU3aMEIICHHBIM, T/I€ 3aMECTHTEIN HE3aBUCUMO BBIOMPAIOT M3 THAPOKCH U
—NRNISRMG; rae nesasucumo RN osnauaer Bogopon wiu C;_4amkun, u RN o3Havaer Boopon, C|_4aKuil WK
-CO-0O-C,_sanku;

-Cy.4anxunen-Cs_gnuknoankuineH-Co gankuneH-, -CO-Cy_sankuneH-Cs giiuknoankuieH-Co jakmieH-, -SO,-
Cy-sankmnes-C;_gimknoankuineH-Coy qankunen-, -CO-NH-C_jankuinen-Cs giiuknoankuneH-Co 4alKuiaeH-  Win
-CO-0-Cy_sanxunen-Cs_gnuknoankmieH-Cy 4alKuiIeH-;

-C0_4aJ'IKI/IJ'IeH-Cy1—C0_4aJ'IKI/IJ'IeH-, —CO-C0_4aJ'IKI/IJ'I€H—Cy1—C0_4aJ'IKI/IJ'IeH-, —CO-O—C0_4aJIKI/IJI€H—Cy1-C0_4aJ'IKI/IJI€H-,
—CO-NH-C0_4aHKI/IHeH—Cy]—C0_4aJ'IKI/IJIeH-, -SOZ-C0_4aJ'IKI/IJ'I€H-Cy1-C0_42LHKI/IJ'I€H- 381051 —SOZ-NH-C0_4aﬂKI/IH€H—Cy1—
Cy4alKUIIeH-; T Cyl HE3aBUCHMO MpEACTaBisieT co00# C;_¢reTepOIUKIOANKIIICH, CONCPKAIIUN OUH KOJIbIIC-
BOI aTOM KHCJIOPOJIa UM OJIMH KOJIBIIEBOM aTOM a30Ta, I7ie YKa3aHHBIA KOJIBIIEBOM a30T, B CIy4ae €CJIM OH UMEET
cBOOOTHYIO BaJICHTHOCTh, HE3aBUCHMO He3aMelleH i MoHo3amelneH C_jankmioM i -CO-0-C | jankuiom;

-CO-C1_4aHKI/IHCH-X12—C1_4aHKI/IHeH—, —SOZ—C1_4aHKI/IHeH—X12—C1_4aHKI/IHeH— 183971 -CO-C1_4aHKI/IHeH—X12-
Cysanknnen-C;_gnukinoankmieH-Cy 4alKuieH-; Tae X'? nezaBucumo TIPEACTABISIET COOOM aTOM KHCIIOpoJa WIH
a30Ta, KOTOPBII HE3aBHCUMO He3amelleH win MoHo3amenleH CjamkunoM, Cs gimkinoankuiioM, -CO-0-C_jankumoMm
i C,_sankokcu-C,4alIKIIIOM;

-C2_42LHKI/IJ'I€H-X13-C1_4aJ'IKI/IJ'I€H-; roe X" npezacrasisier coboit -NH-CO-, u rae ykasaHHbiil C, 4allKHiIcH
HE3aBHUCHMO HE3aMEIICH M MOHO3aMEIIEeH THIPOKCH;

-CO-C,_¢ankenuneH- wiu -SO,-C,_¢alIKCHUICH-; WX

-CO-C,¢bTOpankuieH-;

-L*-ruzpokcu; rae -L°- npeacrasiser coboit

-CO-C,_gankmneH- w -SO,-C|_calKuIeH-; TJe B BBIICYKa3aHHBIX TPYINax ykazaHHbIH C|_aKUJICH He3a-
BHCHMO HE3aMEIIeH WM MOHO3aMelleH ruapokcd, Ci-pTopaikuiom wim NR™'R™?, e nesasucumo R™!
o3HavaeT Bogopo win C_4aJKumI, 1 R™? o3nauaer Bonopon, C_jankwn wim -CO-O-C_janku;

-C,_gankmiieH-, -CO-0O-C,_sanmkunen-, -CO-NH-C,_sankunen- wm -SO,-NH-C, sankuieH-, rae B BbIIICyKa-
3aHHBIX Tpymmax ykasaHHbld C,(adKWICH HE3aBUCHMO HE3aMelleH WM MOHO3aMeIIeH THIPOKCH,
C,-pTopankuioMm uiu —NRN23RN24, rae Hesaucumo RV o3mauaer Bogopon wiu C;_,almkui, u R™* o3nauaer
Bogopo, C; jankun wim -CO-O-C_janku;

-Cy.sanxunen-Cs_gruknoankumineH-Cogankunes-, -CO-CgyankuneH-Cs ¢iiukinoankuneH-Co 4a TKuaeH-  WIH
-S0O,-Cysankunen-Cs_giukinoankuneH-Co_4alKnuieH-;

-C04am<1/meH-Cy2 -Co4aKuIIeH-, -CO—C04aJ'IKI/IJ'I€H—Cy2 -Co4aNKuIIeH- WIN —SOZ-C04aJ'IKI/IJ'I€H—Cy2 -Co.4aJIKHUIICH-;
rae Cy2 HE3aBUCHMO MPEICTABISCT co00i C; ¢FeTePOIHKIOANKIICHOBYIO TPYIITY, COMCPKAIIYIO OJUH KOJbIIC-
BOW aTOM KHCIJIOPOJa WU OJMH KOJIBIICBOW aTOM a30Ta; IJIe YKa3aHHbBIN KOJBLEBON a30T, B CIy4ac €CIM OH HMEET
cBOOOTHYIO BaJICHTHOCTh, HE3aBUCHMO He3aMelleH i MoHo3amelneH C_jankmioM i -CO-0-C | jankuiom;

-CO-C1_4aHKI/IHeH-X22—C2_43HKI/IJI€H-, —CO—C1_4aHKI/IHeH-X22-C1_4aHKI/HIeH-C3_6I_II/IKH03HKI/IHQH- i -SO,-
C]_4aHKI/IHCH—X22—C2_43HKHHCH—; riue X% MpeCTaBIsIeT COO0H aTOM a30Ta, KOTOPHI HE3aBUCUMO He3aMeleH HITH
monozaMmeleH C,_jankuiioM, C;_giirkmoankmiioM win -CO-O-C | _4alKniioM; Wi

-C2_4aHKI/IHeH-X23-C1_4aHKI/IHeH-; e X2 npencrapisier coboit -NH-CO-, u rae ykazanublii C, jaimkuiieH
HE3aBHUCHMO HE3aMEIIICH FIH MOHO3aMEIIeH THIPOKCH;

-L4—NRN1RN2, rze HesaBucumo RN o3nagaer Bogopoa min C_4alKuiL; u R™ o3nauaer Bogopon; C_4anku;
Cisdpropankmr; Cy gumknoankmi; Cpiankokcu-Co jankuneH; -CO-Cyankmn; -SO,-Cgankmwn, wim -SO,-Ci-
¢dropanku; u

-L*- HesaBucHMO MPEJCTABISCT COOOM

-Cy.¢ankmiieH-, -CO-C_qankmiieH-, -SO,-C,_gankuneH-, -CO-0O-C,_¢ankunen-, -CO-NH-C, gankuneH- wimn
-SO,-NH-C,_sankuneH-; nin

-C04aHKI/IHCH-Cy4—CO4aHKI/IHCH-, -CO—C0_4aHKPIHeH—Cy4-C0_4aHKI/IHeH— WIN —S02-C04anKHneH—Cy4-CO_4anKmeH—;
rae Cy4 HE3aBUCHMO NPEACTABIIET cO00H C;_greTepOINKIOATKHICHOBYIO TPYIIITY, COAEPKAIIYIO OTUH KOJbIle-
BOW aTOM KHCJIOPOJa;

-LS—NRNzRM, rne R™ oznauaer Bogopon, Csamkun i C3ankokcu-C,_ jallKuiIeH; 1 R™ oznauaer -CO-
O-C,_4ankum; -CO—NRNSIRN52, rre R™! u RM? gesasucumo BBIOHMpaIoT 3 Bomopoaa u Cj_jamkuna; i -SO,-
NRN53RN54, rae HesaBucumo R o3mauaer Bogopon win C_4ankui, u R™* o3nauaer Bogopon, C_4alKuil Win
-CO-C,_sankun;

1 -L°- HesaBucumo MpEeCTaBIsCT COOOU

-Cygankunien-, -CO-C, qankuned- wim -SO,-C ¢ankmien-, -CO-0O-C,gankunen-, -CO-NH-C,_¢ankunen-
nmu -SO,-NH-C,_¢ankuieH-;

-L(’—N(RN(’I)-O-ROG], rre RN o3nauaer Bogopo, -CO-C;_jankun uin -CO-O-C_jankui; u R nesaBucu-
MO TIpeACTaBIsIeT co00i Boaopo, C,_callKuil, WITH OCH3WIT;

u -L°- mesaBucumo TIPEICTaBIsAET COOOM
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-Cy.gankmiieH-, -CO-C_qankmieH-, -SO,-C,_gankuneH-, -CO-O-C,_¢ankunen-, -CO-NH-C,_gankuneH- wimn
-S0O,-NH-C,_¢ankuien-;

-L-NR™R™, re R™ o3nauaer Bomopox min C_4ankun (B ocoberHOCTH Bogopox); R o3Hauaer Bomo-
poxn, C_sankmi, -CO-C_jamkun, Cspropankmt mwim Cs_gIIAKI0ATKHI (B 0COOSHHOCTH BOJIOPON); H

-L’- nezaBucumo MIPECTaBISAET COOOM

-CO- unu -SO,-;

-LS—Soz—RSSI, re R HesaBucumo npencraBisier coboit -Cjgamkumn; Ci-QpTOPaNKWI, THAPOKCH;
—NRNglRNgz, e mesasucumo R o3nauaer Bogopon win C_4alKkul, u R™? o3nauaer Bogopon, C_jamkmi, -CO-
C.¢QJIKWIT; U

-L®- HesaBuCHMO MPECTABISCT COOOM

-C.¢ankuien-, -CO-C_qankmieH-, -SO,-C,_gankuieH-, -CO-O-C,_¢ankunen-, -CO-NH-C,_gankuiaeH- wimn
-SO,-NH-C,_¢ankuien-;

-L’-HET', rne HET' npezcraBnser co6oii 5- MM 6-uieHHbI TeTepoapul (B 0COBEHHOCTH MHPPOIIII, ITH-
Pa30JIHII, IMUAA30JIHI, TPUA3OIHUI, TETPA30IWI, QypaHU, OKCa30IUII, U30KCA30IUIT; THA3OIWI, H30THA30IILI,
OKCaZMa30JIWII, THAUA30III, TUPHUIUHIII, TUPUMUATUHIIL, TUPUIA3UHII, THPA3UHIII),

I yKa3aHHBIN HET' He3aBHCHMO SIBIISETCS HE3aMEIECHHBIM HIIH MOHO- HIIH IU3aMeIIeHHBIM, T/Ie 3aMec-
TUTENH HEe3aBUCUMO BhIOMpatoT n3 Csankmia (B OCOOCHHOCTH METHJIA); TAJIOTeHA; IIMaHO; THAPOKCH; THAPO-
KCUMETHIIA; -Co_zanKHneH-Cygl-COORO%, rne R?! osnauaer Bogopo win C_4alKwI, u T1Ie Cy91 MIPEICTaBISAET
co60it  C;_ITMKIOATKMICHOBYIO TpPYIIY; WIN —Co_zanKHneH—COOROQZ, rne R%? o3mauaer BOZIOPOJT HJIH
C|_4anKui; u

-L°- HesaBucHMO MPECTABISACT COOOM

-Cy.gankmien-, -CO-Cy_qankmiieH-, -SO,-CygankuneH-, -CO-O-C_¢ankunen-, -CO-NH-C,_gankuiaeH- wimn
-S0O,-NH-C,_¢ankuien-;

-LIO—C4_6F€Tep0HI/IKJII/IJI, rae Cy.¢TeTepOIMKIINII HE3aBHCUMO COACPIKUT OJIUH WU JBa KOJBICBBIX TETEPOa-
TOMa, HE3aBUCHUMO BBIODAHHBIX W3 a30Ta, CEPhl M KHCJIOPOJA; TC B BHINICYKA3aHHBIX TPYMIAX YKa3aHHBIA
C4.¢T€TEPOIMKIINI HE3aBUCUMO SIBJISIETCS HE3aMEIICHHBIM, WIM MOHO-, TU- WJIH TPU3aMEIIEHHBIM, TIe 3aMECTH-
TEJIM He3aBUCUMO BBEIOMPAIOT U3:

OJIHOTO WJIH JABYX OKCO 3aMECTUTEJICH, KaKIbI M3 KOTOPHIX MPUCOSTUHEH K KOJBIIEBOMY aTOMYy yTiiepoia
B ayIb(a-MmoI0KEHNN K KOJBIIEBOMY aTOMY a30Ta (TakuM o0pa3oM o0Opa3ys BMECTe ¢ a30TOM aMHIHYIO TPYIILY,
WIH B CJIydae, €Clid PSIOM PACIIONIOKEH JOTOJHUTEIBHBINA KOJBIIEBON KUCIOPO, KapOaMaTHYIO TPyIIy, I B
CIIydae eCii PSAIOM PaCIIONIOXKeH TOTIOTHUTEIBHBIH BTOPOH KOJIBIIEBOH a30T, MOUYEBUHHYIO TPYIIITY); W/ WA

JIBYX MCTHJIBHBIX 3aMECTHUTEJICH, MPUCOCTUHECHHBIX K KOJIBI[EBOMY aTOMY yIiiepoja B allb(}ha-MoI0KESHIH K
KOJIBIICBOMY aTOMY a30Ta WM KOJBIICBOMY aTOMYy KHCIOpoja (TakuMm o0pa3oM oOpa3ys BMECTE C a30TOM -
C(CH3;),-N- rpymy, mimm ¢ kuciopoaom -C(CHjs),-O- rpyny); u/nnn

JIBYX OKCO 3aMECTHTEJICH Ha KOJBIIEBOM aTOME Cephl (TakuM 00pazoM obpa3ys rpymiy -SO,-); u/wimm

Cyankmna, Cjamkokcu-C, jankmna, C,sdropankuna win -CO-C|_4ankmia, IPUCOCTUHEHHOTO K KOJbIIC-
BOMY aTOMY a30Ta, UMCIOIIEMY CBOOOIHYIO BaJICHTHOCTb; H

-L'°- HesaBmcmMO MIPeCTaBIsAET COO0H

-Cy.qankmieH- win -CO-C_ganKuiaeH-;

-L“—uHaHo; rme -L'- npeacraBisieT coboit -CO-Cy_gankmieH-, -SO,-C_sankuneH win -Cg_calIKAICH-; HITH

-L13—C1_4an1<14n; e -L- npencrasiseT coooit -CO-, -CO-O wm -SO,.

24) Ipyroii BapuaHT OCYIIECTBIECHUS OTHOCUTCS K COSTUHEHHSIM B COOTBETCTBHH C JIFOOBIM W3 BapHaHTOB
ocymectsienns 1)-21), rae rpynma -L-R® npencrapnser co6oii BOXOPOL;

-L'-CO-R“", rme R“"" nezaBucumo npeactaBiser coboit runapokcu; -O-Cygankmr; Ci-propankui;, wiu
—NRN”RNIZ; rae Hesasucumo R o3nauaer BOJIOPOJ, U RM'? o3nauaer -SO,-Cy_gankwi; u

-L'- HesaBucHMO MPEJCTABISCT COOOM

-C.¢ankmieH-, -CO-C_qankmieH-, -SO,-C,_gankuneH-, -CO-O-C_¢ankunen-, -CO-NH-C,_gankuneH- wimn
-SO,-NH-C,_¢ankuien-;

-C\_¢anmkmnen-, -CO-C,_¢ankunen- win -SO,-C| ¢amkuiieH-; TIe B BBIIICYKa3aHHBIX TPYMIAaX YKa3aHHBIH
C|.6IKWJICH HE3aBIUCHMO MOHO3aMEIIEH THAPOKCH;

-Cy_qsankniieH-Cs_grukinoankunet-Cy jankmieH-, -CO-Cysankmnen-Cs gruknoankuiaeH-Co 4ankmieH-, -SO,-
Cosanxmned-Cs_grmknoankuneH-Cy sankumneH-unn -CO-0-C_4ankmnen-Cs_giuknoankuieH-Cy_4aaKuiaeH-;

-C04a.HKI/IHCH-Cy1—C04a.HKI/IHCH-, —CO-C0_4a.HKI/UICH-Cy1—C0_4a.HKI/IHCH-, —CO-O-C043JIKHHQH—Cy1-C0_4aHKI/I.HeH-
i -SO,-Cysankuned-Cy,-Cy jakuneH-; rue Cy1 HE3aBUCHMO TIpeACTaBiseT co00il Cs ¢reTepOorMKIOaIKuiIcH,
COJICPKAIIII OMH KOJBIIEBOI aTOM KHCIIOPO/a;

-CO—CI_4aJ'IKI/IJ'IeH-X12-C1_4aJIKI/IJ'IeH—; rre X'? HesaBHCHMO MPEJCTAaBIsICT COOOH aTOM KHCIIOPOJa HITH a30-
Ta, KOTOPBIH HE3aBUCUMO He3aMeIeH Wi MoHo3aMelIeH Ci_4amkmioM uin Cs_ gIIUKIOaTKAIOM;

-CO-C,_gankenuneH- win -SO,-C,_salIKCHUICH-; WX

-CO-C,¢bTOpankuieH-;

-L*-ruzpokcu; rae -L°- npeacrasiser coboit

-CO-C,_gankmneH-; rae C;_¢amkuiieH He3aMeleH i MoHo3ametleH C;-propamkunom;

-C,_qankmiieH-, rae C, ¢aIKWIeH He3aMellleH WM MOHO3aMeIeH THAPOKCH;
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-Cy.4anxunen-Cs_giuknoankuineH-Co_gankuneH- wm -CO-Cy_sankuneH-Cs_giuknoankmieH-Co_ 4alKueH-;

-C0_4aJ'IKI/IJ'I€H-Cy2-C0_4aJ'IKI/IJ'I€H- I -CO—C0_4aJ'IKI/IJIeH-Cy2-C0_42LHKI/IJ'I€H-; rae Cy2 HE3aBHCHMO IPECTaB-
nsieT co0oi Cs_gIeTepOIUKIOTKIIICHOBYIO TPYIITY, COAEPIKAIITYIO OJUH KOJBIIEBOM aTOM KHUCIIOPOa;

-CO—C1_4aHKI/IHCH-X22-C2_4aHKI/IHeH—; e X* MpeCTaBIsIeT CO00M aToM a30Ta, KOTOPHIM HE3aBUCHUMO He-
3amereH i MoHo3ametleH C_jankuioM wiu C;_gITUKI0aTKUIOM; WIH

-C2_4aHKI/IHeH-X23-C1_4aHKI/IHeH-; e X2 npencrapisier coboit -NH-CO-, u rae ykazanublii C, jamkujieH
HE3aBHCHMO He3aMeIIeH WM MOHO3aMEIIeH THIPOKCH;

-L4—NRN1RN2, rJic He3aBUCUMO RM o3nauaer Bogopo win Ci_4aJIKIIT; U R™ o3Havaer Bosopo; C_4alKu;
Cisdpropankmr; Cygumknoankmi; Cpiankokcu-Co jankuneH; -CO-Cyankmn; -SO,-Cgankmwn, wm -SO,-Ci-
¢dropanku; u

-L*- HesaBucHMO MPECTABISCT COOOM

-Cygankunien-, -CO-Cy_gankmiien-, -SO,-C;_¢ankuieH-, —LS—NRN3RN4, rne R™ osnauaer BOJIOPOJ WJIH
C|.4aNIKu; U R™ o3nauaer -SOZ—NRN53RN54, rae HesaBucuMo R o3Hauaer Bogopon win C_4ankui, u R
o3HavaeT Boaopo uiu C;_4alKui;

u -L°- nezaBucumo TIPEeCTaBIsAET COO0M

-C,_qankuireH-, -CO-C,_gankunen- uian -SO,-C,_saIKuIeH-;

-L6—N(RN61)-O-RO61, e RN oznagaer -CO-C,_sanxui; 1 RO%! MIPEACTaBISAET COOOH BOJTOPO/T;

u -L°- nesaBucumo TIPeCTaBIsAET COO0H

-C,_qankmireH-, -CO-C,_gankunen-, -SO,-C,_¢aIKuieH-;

-L-NR™R™, re R™ o3nauaer Bomopox mmn C_4ankun (B ocobeHHOCTH Bogopox); R\ o3Hauaer Bomo-
poxa, C_4ankun win C; ¢LIUKIOANKWIT; U

-L’- He3aBHCHMO MPECTABISCT COOOM

-CO- unu -SO,-;

-L8—SOz—RS71, rre R®' HesaBucmmo npencrapusier coboit -Cjgamkmr; Ci-QTOpanKui; THIPOKCH;
—NRNglRNBZ, rae HesaBucuMo R o3Hawaer Bogopon uiu Cj_ankui, u R™? osnauaer Bogopon, C,_4ankui,
-CO-C,_¢anxui; u

L% mezaBucumo MIPEACTaBISAET COOOM

-C.¢ankuieH-, -CO-C,_sankunen- uian -SO,-C,_saIKuIeH-;

-L’-HET', rae HET' npezcraisier coGoii 5- MM 6-WICHHBIH reTepoapiit (B 0COGEHHOCTH MHPPOIHIL, ITH-
pa3oNmi, UMUAA30JIWI, TPUA3OJMII, TeTPa30Ini, GypaHui, OKCA30JIUI, W30KCA30IMI; THA3OIMII, U30THA30JIMII,
OKCaJMa30JIWII, THAUA30III, TUPHUIUHIII, TUPUMUATUHIIL, TAPUIA3UHII, THPA3UHIII),

TJIc YKa3aHHBIH HET' He3aBHCHMO SBISICTCS HE3aMEICHHBIM MIH MOHO- WM AM3aMEIICHHBIM, TIE 3aMeC-
TUTENTU He3aBUCHMO BBIOHparoT u3 Cijankuia (B 0OCOOCHHOCTH METHWIIA); TaJOreHa; [UAHO; THIPOKCH; THIPO-
KCUMETHIA; -Co_zaJIKI/IJ'IeH-CyL)I-COOROQI, rae R%”! osnauaer Bogopo win C_4ankui, u rie Cyg1 MIpEACTaBISAET
coboii C; gIIMKIIOANKWICHOBYIO0 rpymimy; Wik -Co,alKuiIeH- COOROQZ, rie R osnauaer BOJIOPOJl WJIA
C|_4anKu; u

-L°- He3aBuCHMO MPECTABISCT COOOM

-Cy.qankuireH-, -CO-Cy_gankunet-, -SO,-Cy_qankunen- uiau -CO-NH-C,_gankuiaeH-;

-LIO—C4_6reTepouHKan, rae CysreTepOnrKINI HE3aBUCHMO COACPIKHUT OJMH WIIH JIBa KOJIBIIEBBIX TeTepoa-
TOMa, HE3aBHCHMO BBIOpAaHHBIX M3 a30Ta, Cephl M KHUCIOpPOAA; TNIE€ B BBIIICYKAa3aHHBIX TPYNINaxX yKa3zaHHBINA
C4.¢T€TEPOIMKIINI HE3aBUCUMO SIBIISICTCS HE3aMEIICHHBIM, WM MOHO- WJIM JU3aMEIICHHBIM, T/Ie 3aMECTHTEIH
HE3aBHCHMO BBIOHMPAIOT U3

OJHOTO WJIM ABYX OKCO 3aMECTUTeNIeH, KaKIbli U3 KOTOPHIX MPUCOCIUHEH K KOJBLEBOMY aTOMy yriiepona
B alib(a-MoJIOKCHUU K KOJIBIIEBOMY aTOMY a30Ta (TakkMM 00pa3oM 00pa3ys BMECTE C a30TOM aMUIHYIO TPYIILY,
WIH B CIIy4ae, €CIIU PSAIAOM PACIONOKEH JOMOTHUTCIEHBIA KOJBIICBOM KHCIOPO, KapOaMaTHYIO TPYIILY, WIH B
ciiydae, eCJIH PSJIOM PACIOI0KEH JOMOTHUTEIBHBIA BTOPOH KOJBIICBOH a30T, MOUYCBUHHYIO TPYIIILY); H/AIH

JIBYX OKCO 3aMECTHTEJICH Ha KOJBIIEBOM aTOME Cephl (TakuM 00pazoM obpasys rpymiy -SO,-); u/uim

C/_4anKuiIa, IPUCOCIMHEHHOTO K KOJBIICBOMY aTOMY a30Ta, HMCIOIIIEMY CBOOOIHYIO BaJICHTHOCTD; U

-L'"°- HesaBmcmMoO MPEeNCTaBIsAET cOO0M

-Cy.qankmieH- win -CO-C_ganKuiaeH-;

-L“—uHaHo; rue -L'- npeacTaBisieT coboit -Co_saIKUIICH-; I

-L13—C1_4an1<14n; e -L- npencrasiseT coboit -CO-.

25) Jpyroii BapuaHT OCYIIECTBICHUS OTHOCUTCS K COSTUHEHHSIM B COOTBETCTBHH C JIFOOBIM U3 BapHaHTOB
ocymecteierns 1)-21), rae rpynmna -L-R® npencraiser co6oit

-L'-COOH; rze -L'- MPEJCTaBISCT COOOU

-C.¢ankmie-, -CO-C_qankmieH-, -SO,-C,_gankuneH-, -CO-O-C_¢ankunen-, -CO-NH-C,_gankuiaeH- wimn
-S0O,-NH-C, _¢ankuien-;

-CO-C,_gankuneH-; rae ykazaHHbli C_¢aJIKIJIEH MOHO3aMelIeH TUAPOKCH;

-Cy.sanxunen-Cs_gnuknoankuneH-Co_4alKnuieH-, -CO-C_sankunen-C;_gnukinoankuiieH-Cy 4alKHIICH-,
-S0O,-Cysankunen-Cs_giukmoankuneH-Co_gankuneH-min -CO-0-Cy sankumnen-C;_giukinoankuineH-Co 4aTKUiIeH-;

-CO—C0_4aIIKI/UICH-Cy1-C0_4aHKI/IHeH—; rae Cy1 HE3aBUCHMO MPEACTABIAET cO00H C; ¢TeTePOIUKIIOATKUIICH,
cojeprKaluii OIMH KOJIBIIEBOM aTOM KUCJIOPO/a;
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-CO—CI_4aJ'IKI/IJ'IeH-X12-C1_4aJIKI/IJ'I€H—; rae X'? HesaBHCHMO MPECTaBIsAeT co0O0M aTOM a30Ta, KOTOPHIA He-
3aMelleH Wi MoHo3aMmeteH C_4allKuIIoM;

-CO-C,_¢ankenunen- unu -SO,-C,_galIKeHUIIEH-; WITH

-CO-C,¢dTOopankuiieH-;

-LZ—FI/I,I[pOKCI/I; e -L- TIPEeCTaBIsAET COOOM

-C,_qankmiieH-, Tae C, ¢ KWIeH He3aMelleH HITM MOHO3aMeIIeH THAPOKCH; WITH

-CO—C1_4aHKI/IHCH-X22-C2_4aHKI/IHeH—; e X2 MPEeCTaBIsIeT COOOM aToM a30Ta, KOTOPHIM HE3aBUCHUMO He-
3amerneH wim MoHo3zameteH C_jankuioM uiu C;_¢IIUKI0ATKUIOM;

-L7—NRN5RN6, rue R™ oznauaer BOJIOPO; RN o3nauaer BoZopol WK C;3_glIUKIIOATKUI; 1

-L’- He3aBHCHMO npenctapisieT coboit -CO- wm -SO,-; win

-L’-HET', rne HET' npencTaBnser co6oii 5- wiu 6-uieHHbIH reTepoapul, BHIOPAHHBI U3 MHPPOIIIIA, TTH-
pa3oiiiia, IMUIA30JIMIIa, TPUA30JIWIIA, TETPa30Imia, ypaHuia, OKCa30IiiIa, N30KCa30JIUIIa; THA30IMIa, U30THA-
30JIHJ1a, OKCAAMAa30JIIa, THAAUA30IIIA, TUPUINHIIIA, MIMPUMUAAUHIIIA, TUPUIa3HHIIA, TUPa3HHIIa (B 0COOCH-
HOCTH THPPOIIWIIA, TPHA3OIUIIA, TeTPa3omia, (hypaHiia, OKCA30JWIa, THPUANHUIA, TUPUMHIUHIIIA, TUPUIA-
3UHWIA, THPA3UHAIA),

r7e yKa3aHHBIN HET' HesaBHCHMO SIBIISICTCS HE3aMEIICHHBIM HIIH MOHO- HIIH JIM3aMelIeHHBIM, T/Ie 3aMec-
TUTENH HEe3aBUCUMO BhIOMpatoT n3 Ci_sankmia (B OCOOCHHOCTH METHJIA); TAJIOTEeHA; IIMaHO; THAPOKCH; THAPO-
KCUMETHIIA; -Co_zaHKI/IHeH-Cy91—COOR091, rae R?! o3navaer Bogopon win C;_4alKuil, U TIe cy” MIPECTaBIsAET
co60it  C;3_gITMKIOATKMICHOBYIO TPYIIy; WIN —Co_zanKHneH—COOROQZ, rne R%? o3mauaer BOZIOPOJT HJIH
C|_4anKui; u

-L°- HesaBucHMO MPECTABISACT COOOM

-Cy.ganmxuiieH-, -CO-C_galIKHIICH-.

26) JIpyroit BapuaHT OCYIIECTBICHHUS OTHOCUTCS K COCAMHCHUSIM B COOTBETCTBHH C JIFOOBIM U3 BAPHAHTOB
ocymectsienns 1)-21), rae rpynma -L-R® npencrapnser coGoit

-L'-COOH; n

L TIpeCTaBIsAET COO0M

-CH,-CH,-, -CH,-CH,-CH,-, -CH,-C(CH;),-CH,-, *-CH,-CH,-C(CHj3),-, *-CH,-CH,-CH,-C(CHj3);-,
*-CO-CH,-CH,-, *-CO-CH(CHj;)-CH,-, *-CO-CH,-C(OH)(CH3)-, *-CO-CH,-CH,-CH,-, *-CO-CH,-C(CHs),-,
*-CO-C(CH3),-CH,-, *-S0O,-CH,-, *-S0,-CH,-CH,-, *-SO,-CH,-CH,-CH,-, *-SO,-CH,-C(CHj3),-, *-CO-O-
CH,-, *-CO-O-CH(CH3)-, *-CO-0O-CH,-C(CHs;),-, *-CO-NH-C(CHj;),-CH,-, *-CO-NH-CH,-C(CHj3),-, *-CO-
NH-CH,-CH,-C(CH3),-, *-SO,-NH-CH,-; *-CH,-CH,-CH,-ttuknonpomnasn-1,1-guun-, *-CO-muknonpomnasn-1,2-
wi-, *-CO-CH,-nmknonponasn-1,1-gumn-, *-CO-CH,-nukno6yran-1,1-quumn-, *-SO,-muknonpomnas-1,1-aumi-
CH,-, *-CO-O-muknonpomnas-1,1-gumi-, *-CO-O-CH,-nukonponas-1,1-muun-;

*-CO-CH,-(terparuapo-2H-nupan-4,4-auun)-;

*-CO-CH,-N(u-0ytni)-CH,-;

*-S0O,-CH=CH-, *-CO-C(CH,)-CH,-; wiu

*-CO-CF,-CH,-;

-LZ—FI/I,I[pOKCI/I; e -L- TIPEeACTaBIsAET COO0M

*-CH,-CH(OH)-CH,-; nin

*-CO-CH,-NH-CH,-CH,-, *-CO-CH,-NH-CH(CHj3)-CH,-, *-CO-CH,-NH-CH,-CH(CHs)-;

-L’-NH,; rze -L’- MIPENCTaBIsAET COO0M

-SO,-; unu

-L’-HET', rae -L’-HET' npencraBnser co6oii

COOH @NN

HN-N Nl/\g N” COOH O._COOH
so A 1o o T T

%\N
e S ST

| 3|

7 ZcooH ZcooH N >COOH yu
?ﬁrN
l\j\
N
# > COOH .

WJIH, B JIOTIOJTHEHUE K BBIICTICPEUUCIICHHBIM TPYIIIaM, TPyTIna -L-R® MpeCTaBIsSeT COO0H

-L7—NH-I_II/IKHOHpOHI/IH; rue

-L'- TIPEeCTaBIsAET COOOM

-CO-;

IJICc B BBIIICYKA3aHHBIX TPYIIIaX 3BE3JOYKH YKA3BIBAIOT HA CBS3b, KOTOPAs IPUCOCIUHECHA K OCTAIBHON Ya-
CTH MOJICKYJIBL.

ZT
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27) U3o06pereHne, TakuM 00pa3oM, OTHOCHTCS K coetuHeHHIM (opmytsl (I), kak omnpeneneHo B BapuaHTe
OCYLIECTBIICHHS 1), MIIM K TAaKUM COCIMHEHHSIM, JOTIOJHHUTEILHO OTPAaHWYEHHBIM XapaKTepPHBIMH MPH3HAKAMH
000T0 W3 BapMAHTOB OCYIIESCTBICHUS 2)-26), IPH PACCMOTPEHUHN MX COOTBETCTBYIOIIMX 3aBHCUMOCTEH; K UX
(hapMarneBTHIECKH MPUEMJIEMbIM COJISIM; U K IPUMEHEHHIO TAKUX COCIMHEHHMU, KaK JOMOJHHUTENHHO OIHCAHO
HiDke. Bo n30exaHHe HEBEPHOTO TOJKOBAHUS CIIENYyEeT OTMETUTh, B OCOOCHHOCTH YTO CJIEAYIOIIUE BAPHAHTHI
OCYIIIECTBIICHUS, OTHOCSIIHECS K coenuHeHusM popmynsl (I) Takum 0O6pa3omM BO3MOXKHEI M TIOJIPa3yMEBAIOTCS U
HACTOSIIIIUM KOHKPETHO PACKPBIBAIOTCS B MHIMBHUAYATHU3UPOBAHHOM opme:

1, 2+1, 5+1, 5+2+1, 6+1, 6+2+1, 6+5+1, 6+5+2+1, 8+1, 8+2+1, 8+5+1,

8+5+2+1, 9+1, 11+1, 12+1, 12+2+1, 12+5+1, 12+4542+1, 12+6+1, 12+6+2+1,
1246+5+1, 1246+5+2+1, 12+8+1, 12+8+2+1, 12+8+5+1, 12+8+5+2+1, 12+9+1,
12+11+1, 14+1, 14+12+1, 14+12+2+1, 14+12+5+1, 14+12+5+2+1, 14+12+6+1,
14412464241,  14+12+6+5+1,  14+1246+5+2+1, 14+12+48+1, 14+12+8+2+1,
14+12+8+5+1, 14+12+8+5+2+1, 14+12+9+1, 14+12+11+1, 18+1, 18+12+1,
18+1242+1, 18+12+5+1, 18+12+5+2+1, 18+12+6+1, 18+12+6+2+1, 18+12+6+5+1,
18+12+6+5+2+1, 18+12+8+1, 18+12+8+2+1, 18+12+8+5+1, 18+12+8+5+2+1,
18+12+9+1, 18+12+11+1, 18+14+1, 18+14+12+1, 18+14+12+2+1, 18+14+12+5+1,
18+14+12+5+2+1,  18+14+12+6+1,  18+14+12+6+2+1,  18+14+12+6+5+1,
18+14+12+6+5+2+1,  18+14+12+8+1,  18+14+12+8+2+1,  18+14+12+8+5+1,
18+14+12+8+5+2+1, 18+14+12+9+1, 18+14+12+11+1, 19+1, 19+2+1, 19+5+1,
19+5+2+1, 19+6+1, 19+6+2+1, 19+6+5+1, 19+6+5+2+1, 19+8+1, 19+8+2+1,
19+8+5+1, 19+8+5+2+1, 19+9+1, 19+11+1, 21+1, 21+2+1, 21+5+1, 21+5+2+1,
2146+1, 21+642+1, 21+6+5+1, 21+6+5+2+1, 21+8+1, 21+8+2+1, 21+8+5+1,
21+8+5+2+1, 21+9+1, 21+11+1, 21+12+1, 21+12+2+1, 21+12+5+1, 21+12+5+2+1,
214124641,  21+12+6+2+1,  21+12+6+5+1,  21+12+6+5+2+1, 21+12+8+1
21412484241, 21+1248+5+1, 21+12+8+5+2+1, 21+12+9+1, 21+12+11+1, 21+14+1,
2141441241, 21+14+1242+1, 21+14+12+5+1, 21+14+12+542+1, 21+14+12+6+1,
21+14+1246+2+1,  21+14+12+6+5+1,  21+14+12+6+5+2+1,  21+14+12+8+1,
21+14+12+48+2+1,  21+14+12+8+5+1,  21+14+12+8+5+2+1,  21+14+12+9+1,
21+14+12+11+1,  21+18+1, 21+18+12+1, 21+18+12+2+1, 21+18+12+5+1,
21+18+12+5+2+1,  21+18+12+6+1,  21+18+12+6+2+1,  21+18+12+6+5+1
21+18+12+46+5+2+1,  21+18+12+8+1,  21+18+12+8+2+1,  21+18+12+8+5+1,

21+18+12+8+5+2+1, 21+18+12+9+1, 21+18+12+11+1, 21+18+14+1,
21+18+14+12+1, 21+18+14+12+2+1, 21+18+14+12+5+1, 21+18+14+12+5+2+1,
21+18+14+12+6+1, 21+18+14+12+6+2+1, 21+18+14+12+6+5+1,
21+18+14+12+6+5+2+1, 21+18+14+12+8+1, 21+18+14+12+8+2+1,
21+18+14+12+8+5+1, 21+18+14+12+8+5+2+1, 21+18+14+12+9+1,
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21+18+14+12+11+1, 21+19+1, 21+19+2+1, 21+19+5+1, 21+19+5+2+1, 21+19+6+1,
21+19+6+2+1,  21+19+6+5+1, 21+19+6+5+2+1, 21+19+8+1, 21+19+8+2+1,
21+19+8+5+1, 21+19+8+5+2+1, 21+19+9+1, 21+19+11+1, 25+1, 25+2+1, 25+5+1,
25454241, 25+6+1, 25+6+2+1, 25+6+5+1, 25+6+5+2+1, 25+8+1, 25+8+2+1,
25+8+5+1, 25+8+5+2+1, 25+9+1, 25+11+1, 25+12+1, 25+12+2+1, 25+12+5+1,
D5+124542+1,  25+1246+1, 25+12+6+2+1, 25+12+6+5+1, 25+12+6+5+2+1,
25+12+48+1,  25+12+8+2+1,  25+12+8+5+1,  25+12+8+5+2+1,  25+1249+1,
2541241141,  25+14+1,  25+14+12+1,  25+14+1242+1,  25+14+12+5+1,
25+14+12+5+2+1,  25+14+12+6+1,  25+14+12+6+2+1,  25+14+12+6+5+1,
25+14+12+46+5+2+1,  25+14+12+8+1,  25+14+12+8+2+1,  25+14+12+8+5+1,
25+14+12+8+5+2+1, 25+14+12+49+1, 25+14+12+11+1, 25+18+1, 25+18+12+1,
25+18+12+2+1, 25+18+12+5+1, 25+18+12+5+2+1, 25+18+12+6+1,
25+18+12+6+2+1,  25+18+12+6+5+1,  25+18+12+6+5+2+1,  25+18+12+8+1,
25+18+12+8+2+1,  25+18+12+8+5+1,  25+18+12+8+5+2+1,  25+18+12+9+1,

25+18+12+11+1, 25+18+14+1, 25+18+14+12+1, 25+18+14+12+2+1,
25+18+14+12+5+1, 25+18+14+12+5+2+1, 25+18+14+12+6+1,
25+18+14+12+6+2+1, 25+18+14+12+6+5+1, 25+18+14+12+6+5+2+1,
25+18+14+12+8+1, 25+18+14+12+8+2+1, 25+18+14+12+8+5+1,

25+18+14+12+8+5+2+1,  25+18+14+12+9+1,  25+18+14+12+11+1, 25+19+1,
25+19+42+1, 25+19+5+1, 25+19+5+2+1, 25+19+6+1, 25+19+6+2+1, 25+19+6+5+1,
25+19+6+5+2+1, 25+19+8+1, 25+19+8+2+1, 25+19+8+5+1, 25+19+8+5+2+1,
25+19+9+1, 25+19+11+1, 25+21+1, 25+21+2+1, 25+21+5+1, 25+21+5+2+1,
25+421+6+1,  25+21+6+2+1,  25+21+6+5+1,  25+21+6+5+2+1,  25+21+8+1
25421484241,  25+21+8+5+1, 25+421+8+5+2+1, 25+21+0+1, 25+21+11+1,
2542141241, 254214124241, 25+21+12+5+1, 25421+12+5+2+1, 25+421+12+6+1,
25+421+1246+2+1,  25421+12+6+5+1,  25+421+12+6+5+2+1,  25+21+12+8+1,
25+21+12+48+2+1,  25+21+12+8+5+1,  25+21+12+8+5+2+1,  25+21+12+9+1,

25+21+12+11+1, 25+21+14+1, 25+21+14+12+1, 25+21+14+12+2+1,
25+21+14+12+5+1, 25+21+14+12+5+2+1, 25+21+14+12+6+1
25+21+14+12+6+2+1, 25+21+14+12+6+5+1, 25+21+14+12+6+5+2+1,
25+21+14+12+8+1, 254+21+14+12+84+2+1, 25+21+14+12+8+5+1,

25+21+14+12+8+5+2+1, 25+21+14+12+9+1, 25+21+14+12+11+1, 25+21+18+1,
25+21+18+12+1, 25+21+18+12+2+1, 25+21+18+12+5+1, 25+21+18+12+5+2+1,
25+21+18+12+6+1, 25+21+18+12+6+2+1, 25+21+18+12+6+5+1,
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25+21+18+12+6+5+2+1, 25+21+18+12+8+1, 25+21+18+12+8+2+1,
25+21+18+12+8+5+1, 25+21+18+12+8+5+2+1, 25+21+18+12+9+1,
25+21+18+12+11+1, 25+21+18+14+1, 25+21+18+14+12+1, 25+21+18+14+12+2+1,
25+21+18+14+12+5+1, 25+21+18+14+12+5+2+1, 25+21+18+14+12+6+1,
25+21+18+14+12+6+2+1, 25+21+18+14+12+6+5+1, 25+21+18+14+12+6+5+2+1,
25+21+18+14+12+8+1, 25+21+18+14+12+8+2+1, 25+21+18+14+12+8+5+1,

25+21+18+14+12+8+5+2+1,  25+21+18+14+12+9+1,  25+21+18+14+12+11+1,
2542141941, 25421+1942+1, 25+21+19+5+1, 25+21+19+542+1, 25+21+19+6+1,
25+21419+6+2+1,  25+21+19+6+5+1,  25+21+19+6+5+2+1,  25+21+19+8+1,
25+21+19+48+2+1,  25+21+19+8+5+1,  25+21+19+8+5+2+1,  25+21+19+9+1,
25+21+419+11+1, 26+1, 26+2+1, 26+5+1, 26+5+2+1, 26+6+1, 26+6+2+1, 26+6+5+1,
26+6+5+2+1, 26+8+1, 26+8+2+1, 26+8+5+1, 26+8+5+2+1, 26+9+1, 26+11+1,
26+12+1, 26+1242+1, 26+12+5+1, 26+12+5+2+1, 26+12+6+1, 26+12+6+2+1,
26+12+6+5+1, 26+12+6+5+2+1, 26+12+8+1, 26+12+8+2+1, 26+12+8+5+1,
26+12+8+5+2+1, 26+12+9+1, 26+12+11+1, 26+14+1, 26+14+12+1, 26+14+12+2+1,
26+14+12+5+1, 26+14+12+5+2+1, 26+14+12+6+1, 26+14+12+6+2+1,
26+14+12+6+5+1,  26+14+12+6+5+2+1,  26+14+12+8+1,  26+14+12+8+2+1,
26+14+12+8+5+1, 26+14+12+8+5+2+1, 26+14+12+9+1, 26+14+12+11+1, 26+18+1,
26+18+12+1, 26+18+1242+1, 26+18+12+5+1, 26+18+12+5+2+1, 26+18+12+6+1,
26+18+12+6+2+1,  26+18+12+6+5+1,  26+18+12+6+5+2+1,  26+18+12+8+1,
26+18+12+8+2+1,  26+18+12+8+5+1,  26+18+12+8+5+2+1,  26+18+12+9+1,

26+18+12+11+1, 26+18+14+1, 26+18+14+12+1, 26+18+14+12+2+1,
26+18+14+12+5+1, 26+18+14+12+5+2+1, 26+18+14+12+6+1,
26+18+14+12+6+2+1, 26+18+14+12+6+5+1, 26+18+14+12+6+5+2+1,
26+18+14+12+8+1, 26+18+14+12+8+2+1, 26+18+14+12+8+5+1,

26+18+14+12+8+5+2+1,  26+18+14+12+9+1,  26+18+14+12+11+1, 26+19+1,
26+19+2+1, 26+19+5+1, 26+19+5+2+1, 26+19+6+1, 26+19+6+2+1, 26+19+6+5+1,
26+19+6+5+2+1, 26+19+8+1, 26+19+8+2+1, 26+19+8+5+1, 26+19+8+5+2+1,
26+19+9+1, 26+19+11+1, 26+21+1, 26+21+2+1, 26+21+5+1, 26+21+5+2+1,
26421+6+1,  26421+642+1,  26+21+6+5+1,  26421+6+5+2+1,  26+21+8+1,
26421+8+2+1, 26+21+8+5+1, 26+21+8+542+1, 26+21+49+1, 26+21+11+1,
26+21+12+1, 26+21+12+2+1, 26+21+12+5+1, 26+21+12+5+2+1, 26+21+12+6+1,
26+21+12+46+2+1,  26+21+12+6+5+1,  26+21+12+6+5+2+1,  26+21+12+8+1,
26+21+12+48+2+1,  26+21+12+8+5+1,  26+21+12+8+5+2+1,  26+21+12+9+1,
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26+21+12+11+1, 26+21+14+1, 26+21+14+12+1, 26+21+14+12+2+1,
26+21+14+12+5+1, 26+21+14+12+5+2+1, 26+21+14+12+6+1,
26+21+14+12+6+2+1, 26+21+14+12+6+5+1, 26+21+14+12+6+5+2+1,
26+21+14+12+8+1, 26+21+14+12+8+2+1, 26+21+14+12+8+5+1,

26+21+14+12+8+5+2+1, 26+21+14+12+9+1, 26+21+14+12+11+1, 26+21+18+1,
26+21+18+12+1, 26+21+18+12+2+1, 26+21+18+12+5+1, 26+21+18+12+5+2+1,

26+21+18+12+6+1, 26+21+18+12+6+2+1, 26+21+18+12+6+5+1,
26+21+18+12+6+5+2+1, 26+21+18+12+8+1, 26+21+18+12+8+2+1,
26+21+18+12+8+5+1, 26+21+18+12+8+5+2+1, 26+21+18+12+9+1,

26+21+18+12+11+1, 26+21+18+14+1, 26+21+18+14+12+1, 26+21+18+14+12+2+1,

26+21+18+14+12+5+1, 26+21+18+14+12+5+2+1, 26+21+18+14+12+6+1,
26+21+18+14+12+6+2+1, 26+21+18+14+12+6+5+1, 26+21+18+14+12+6+5+2+1,
26+21+18+14+12+8+1, 26+21+18+14+12+8+2+1, 26+21+18+14+12+8+5+1,

26+21+18+14+12+8+5+2+1, 26+21+18+14+12+9+1, 26+21+18+14+12+11+1,
26+21+19+1, 26+21+19+2+1, 26+21+19+5+1, 26+21+19+5+2+1, 26+21+19+6+1,
26+21+19+6+2+1, 26+21+19+6+5+1, 26+21+19+6+5+2+1, 26+21+19+8+1,
26+21+19+8+2+1, 26+21+19+8+5+1, 26+21+19+8+5+2+1, 26+21+19+9+1,

26+21+19+11+1.

B mpuBeneHHOM BBIIIE CIIHCKE YHCHA OTHOCATCS K BapHaHTaM OCYIIECTBICHUS B COOTBETCTBHHU C UX HY-
Mepaluel, IpeayCMOTPEHHOH! BBIIIE, B TO BpeMs Kak "+" yKka3bIBaeT 3aBUCUMOCTh OT APYrOro BapHaHTa OCyIlle-
cTBIeHUs. Pa3znuuHble MHAMBHYalU3UPOBAaHHBIE BAPUAHTHI OCYIIECTBICHHS Pa3JeNeHbl 3ansaThIMU. JpyruMu
cnoBamy, "26+21+11+1", HanmpuMep, OTHOCUTCS K BapUaHTy OCYIIECTBIEHUS 26), 3aBUCHMOMY OT BapuaHTa
ocyuiecTBIIeHHs 21), 3aBUCMOTO OT BapHaHTa OCYIIECTBIECHHUS 11), 3aBUCHMOTO OT BapHaHTa OCYIIECTBICHUS
1), T.e. BapuanT "26+21+11+1" cooTBeTCcTBYET CoeuHeHMAM GopMyisl (1), Kak omnpeneneHo B BapuaHTe ocylie-
CTBIICHUS 1), IOTOJHUTEIBHO OIPAaHWYEHHBIM BCEMH CTPYKTYpPHBIMH IPHU3HAKAMHU BapHAHTOB OCYIIECTBICHHA
11),21) u 26).

28) Bropotii actiekT n300peTeHust OTHOCUTCS K coenmrHeHusM hopmyisl (1), KOTOphIe TakKe MPEICTaBISIOT
coboit coequaenus Gopmyssl (11)

®opmyaa (1),

rae Rl, Rz, R3, Arl, R4, RS, m, n ¥ rpymnmna -L-R® sBrsroTest TaKUMU, KaK OIPEAEIICHO B BAPUAHTE OCYILECT-
BiIeHUA 1);

TJie XapaKTepHbIe MPU3HAKK, PACKPBITHIC B BapHaHTaX OCYIICCTBICHUS 2)-27), MpeaHa3HAYCHbI IS TIPH-
MEHEHHS C YIETOM COOTBETCTBYIOIINX U3MEHEHUH Takke K coequHeHmsiM (popmyisl (II) B cooTBeTCTBHY € BapH-
anToM 28); TIie, B YaCTHOCTH, CIISAYIONINE BApUAHTHI OCYIIECTBICHUS TAKHM 00pa30oM BO3MOKHBI M TIOpa3yMe-
BAIOTCS M HACTOSIIIIUM KOHKPETHO PACKPBIBAIOTCS B HHAMBH Ty IH3UPOBAHHON (hopMe:
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2842, 28+5+2, 28+5, 28+6+2, 28+6+5+2, 28+6+5, 28+6, 28+8+2, 28+8+5+2,
28+8+5, 2848, 28+12+2, 28+12+5+2, 28+12+5, 28+12+6+2, 28+12+6+5+2,
28+12+6+5, 28+12+6, 28+12+8+2, 28+12+8+5+2, 28+12+8+5, 28+12+8, 28+12,
28+14+12+2, 28+14+12+5+2, 28+14+12+5, 28+14+12+6+2, 28+14+12+6+5+2,
28+14+12+6+5, 28+14+12+6, 28+14+1248+2, 28+14+12+8+5+2, 28+14+12+8+5,
28+14+12+8, 28+14+12, 28+14, 28+18+12+2, 28+18+12+5+2, 28+18+12+5,
28+18+12+6+2, 28+18+12+6+5+2, 28+18+12+6+5, 28+18+12+6, 28+18+12+8+2,
28+18+12+8+5+2, 28+18+12+8+5, 28+18+12+8, 28+18+12, 28+18+14+12+2,
28+18+14+12+5+2, 28+18+14+12+5, 28+18+14+12+6+2, 28+18+14+12+6+5+2,
28+18+14+124+6+5, 28+18+14+12+6, 28+18+14+12+8+2, 28+18+14+12+8+5+2,
28+18+14+12+8+5, 28+18+14+12+8, 28+18+14+12, 28+18+14, 28+18, 28+21+2,
28+21+5+2,  28+21+5, 28+21+6+2, 28+21+6+5+2, 28+21+6+5, 28+21+6,
28+421+8+2, 28+21+8+5+2, 28+21+8+5, 28+21+8, 28+21+12+2, 28+21+12+5+2,
28+21+12+5, 28+21+12+6+2, 28+21+12+6+5+2, 28+21+12+6+5, 28+21+12+6,
284214124842, 28+21+12+8+5+2, 28+21+12+8+5, 28+21+12+8, 28+21+12,
28421+14+1242,  28+21+14+12+5+2,  28+21+14+12+5,  28+21+14+12+6+2,
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28421+ 14+12+6+5+2, 28+21+14+12+6+5, 28+21+14+12+6, 28+21+14+12+8+2,
28+21+14+12+8+5+2,  28+21+14+12+8+5,  28+21+14+12+8,  28+21+14+12,
28+21+14, 28+21+18+12+2, 28+21+18+12+5+2, 28+21+18+12+5,
28+21+18+12+6+2, 28+21+18+12+6+5+2, 28+21+18+12+6+5, 28+21+18+12+6,
28+21+18+12+8+2, 28+21+18+12+8+5+2, 28+21+18+12+8+5, 28+21+18+12+8,
28421+18+12, 28+21+18+14+12+2, 28+21+18+14+12+5+2, 28+21+18+14+12+5,
28+21+18+14+12+6+2, 28+21+18+14+12+6+5+2, 28+21+18+14+12+6+5,
28+21+18+14+12+6, 28+21+18+14+12+8+2, 28+21+18+14+12+8+5+2,
28+21+18+14+12+8+5, 28+21+18+14+12+8, 28+21+18+14+12, 28+21+18+14,
28+21+18, 28+21, 28+22+2, 28+22+5+2, 28+22+5, 28+22+6+2, 28+22+6+5+2,
28+22+6+5,  28+22+6, 28+22+8+2, 28+22+8+5+2,  28+22+8+5, 28+22+8,
28+22+12+2, 28+22+12+5+2, 28+22+12+5, 28+22+12+6+2, 28+22+12+6+5+2,
284224124645, 28+22+12+6, 28+22+12+8+2, 28+22+12+8+5+2, 28+22+12+8+5,
2842241248, 28+22+12, 28422+14+12+2, 28+22+14+12+5+2, 28+22+14+12+5,
28422+ 14+12+6+2, 28+22+14+12+6+5+2, 28+22+14+12+6+5, 28+22+14+12+6,
28+22+14+12+8+2, 28+22+14+12+8+5+2, 28+22+14+12+8+5, 28+22+14+12+8,
28422+14+12, 28+22+14, 28+22+18+12+2, 28+22+18+12+5+2, 28+22+18+12+5,
28+22+18+12+6+2, 28+22+18+12+6+5+2, 28+22+18+12+6+5, 28+22+18+12+6,
28+22+18+12+8+2, 28+22+18+12+8+5+2, 28+22+18+12+8+5, 28+22+18+12+8,
28422+18+12, 28+22+18+14+12+2, 28+22+18+14+12+5+2, 28+22+18+14+12+5,
28+22+18+14+12+6+2, 28+22+18+14+12+6+5+2, 28+22+18+14+12+6+5,
28422+18+14+12+6, 28+22+18+14+12+8+2, 28+22+18+14+12+8+5+2,
28+422+18+14+12+8+5, 28+22+18+14+12+8, 28+22+18+14+12, 28+22+18+14
28422+18,  28+22421+2,  28+22+21+5+2, 2842242145,  28+22+21+6+2,
28+22+2146+5+2, 28+22+21+6+5, 28+22+21+6, 28+22+21+8+2, 28+22+21+8+5+2,
28+22+21+8+5, 28+22+21+8, 28+22+21+12+2, 28+22+21+12+5+2, 28+22+21+12+5,
28+22+21+12+6+2, 28+22+21+12+6+5+2, 28+22+21+12+6+5, 28+22+21+12+6,
28422421+12+8+2, 28+22+21+12+8+5+2, 28+22+21+12+8+5, 28+22+21+12+8,
28422421412, 28+22421+14+12+2, 28422421+14+12+5+2, 28+22+21+14+12+5,

>

28+22+21+14+12+6+2, 28+22+21+14+12+6+5+2, 28+22+21+14+12+6+5,
28+22+21+14+12+6, 28+22+21+14+12+8+2, 28+22+21+14+12+8+5+2,
28+22+21+14+12+8+5, 28+22+21+14+12+8, 28+22+21+14+12, 28+22+21+14,

28+22+21+18+12+2, 28+22+21+18+12+5+2, 28+22+21+18+12+5,
28+22+21+18+12+6+2, 28+22+21+18+12+6+5+2, 28+22+21+18+12+6+5,
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28+22+21+18+12+6, 28+22+21+18+12+8+2, 28+22+21+18+12+8+5+2,
28+22+21+18+12+8+5, 28+22+21+18+12+8, 284+22+21+18+12,
28+22+21+18+14+12+2, 28+22+21+18+14+12+5+2, 28+224+21+18+14+12+5,
28+22+21+18+14+12+6+2, 28+22+21+18+14+12+6+5+2,

28+22421+18+14+12+6+5,  28+22+21+18+14+12+6, 28+22+21+18+14+12+8+2,
28422421+ 18+14+12+8+5+2, 28+22+21+18+14+12+8+5, 28+22+21+18+14+12+8,
28+22421+18+14+12, 28+22+21+18+14, 28+22+21+18, 28+22+21, 28+22, 28+26+2,
28+26+5+2,  28+26+5, 28+26+6+2, 28+26+6+5+2, 28+26+6+5, 28+26+6,
28+26+8+2, 28+26+8+5+2, 28+26+8+5, 28+26+8, 28+26+12+2, 28+26+12+5+2,
28+26+12+5, 28+26+12+6+2, 28+26+12+6+5+2, 28+26+12+6+5, 28+26+12+6,
28+26+12+8+2, 28+26+12+8+5+2, 28+26+12+8+5, 28+26+12+8, 28+26+12,
28+426+14+1242,  28+26+14+12+5+2,  28+26+14+12+5,  28+26+14+12+6+2,
28426+14+12+6+5+2, 28+26+14+12+6+5, 28+26+14+12+6, 28+26+14+12+8+2,
28+26+14+12+8+5+2,  28+26+14+12+8+5,  28+26+14+12+8,  28+26+14+12,
28+26+14, 28+26+18+12+2, 28+26+18+12+5+2, 28+26+18+12+5,
28+26+18+12+6+2, 28+26+18+12+6+5+2, 28+26+18+12+6+5, 28+26+18+12+6,
28+26+18+12+8+2, 28+26+18+12+8+5+2, 28+26+18+12+8+5, 28+26+18+12+8,
28+26+18+12, 28+26+18+14+12+2, 28+26+18+14+12+5+2, 28+26+18+14+12+5,
28+26+18+14+12+6+2, 28+26+18+14+12+6+5+2, 28+26+18+14+12+6+5,
28+26+18+14+12+6, 28+26+18+14+12+8+2, 28+26+18+14+12+8+5+2,
28+26+18+14+12+8+5, 28+26+18+14+12+8, 28+26+18+14+12, 28+26+18+14,
28+26+18,  28+26+21+2,  28426+21+5+2,  28+26421+5,  28+26+21+6+2,
28+26+21+6+5+2, 28+26+21+6+5, 28+26+21+6, 28+26+21+8+2, 28+26+21+8+5+2,
28+26+21+8+5, 28+26+21+8, 28+26+21+12+2, 28+26+21+12+5+2, 28+26+21+12+5,
2842642 1+12+6+2, 28+26+21+12+6+5+2, 28+26+21+12+6+5, 28+26+21+12+6,
28+26+21+12+8+2, 28+26+21+12+8+5+2, 28+26+21+12+8+5, 28+26+21+12+8,
28+26+21+12, 28+26+21+14+12+2, 28+26+21+14+12+5+2, 28+26+21+14+12+5,

28+26+21+14+12+6+42, 28+26+21+14+12+6+5+2, 28+26+21+14+12+6+5,
28+26+21+14+12+6, 28+26+21+14+12+8+2, 28+26+21+14+12+8+5+2,
28+26+21+14+12+8+5, 28+26+21+14+12+8, 28+20+21+14+12, 28+26+21+14,
28+26+21+18+12+2, 28+26+21+18+12+5+2, 28+26+21+18+12+5,
28+26+21+18+12+6+2, 28+26+21+18+12+6+5+2, 28+26+21+18+12+6+5,
28+26+21+18+12+6, 28+26+21+18+12+8+2, 28+26+21+18+12+8+5+2,
28+26+21+18+12+8+5, 28+26+21+18+12+8, 28+26+21+18+12,

28+26+21+18+14+12+2, 28+26+21+18+14+12+5+2, 28+26+21+18+14+12+5,
28+26+21+18+14+12+6+2, 28+26+21+18+14+12+6+5+2

s

28+26+21+18+14+12+6+5, 28+26+21+18+14+12+6, 28+26+21+18+14+12+8+2,
28+26+21+18+14+12+8+5+2, 28+26+21+18+14+12+8+5, 28+26+21+18+14+12+8,

28+26+21+18+14+12, 28+26+21+18+14, 28+26+21+18, 28+26+21, 28+26
B mpuBeneHHOM BBIIIE CIIHUCKE YHCNA OTHOCATCS K BapHaHTaM OCYIIECTBICHUS B COOTBETCTBHHU C UX HY-
Mepaluen, IpeayCMOTPEHHOH BBIIIE, B TO BpeMs Kak "+ yka3pIBaeT Ha OTPaHUUEHUS], U3J0KECHHBIE BBILIE.
29) Tpernii acTieKT H300pETEHUSI OTHOCHUTCS K coeqJUHEHHIM (opMyIsl (1), KoTopsle TakxKe MPEeACTaBISIOT
coboit coequaenns Gopmysl (I11)
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RZ
®opmyaa (I1I),
riue Rz, R3, Arl, R4, Rs, m, n 4 rpymnmna -L-R® sBisroTest TaKMMH, KaK OIPEJEJIEHO B BApUAHTE OCYyIIE-
cTBiIeHUs 1);
IJIc XapaKTepPHBIC NMPU3HAKYU, PACKPHITHIC B BaApHAHTaX OCYIICCTBIICHUS 2)-27), MpeaHa3HAuCHBI IS IPH-
MEHCHHUS C YYCTOM COOTBETCTBYIOIIMX M3MEHECHUH Takke K coemuHeHusM (opmyna (II1) B cooTBeTcTBHE C Ba-
puaHToM 29); rie, B 4aCTHOCTH, CIEAYIONINE BApUAHTHl OCYIIECTBICHUS TAKMM 00pa3oM BO3MOXKHBI M TIOJIPa3y-

MEBAIOTCS U HACTOSIIIMM KOHKPETHO PAaCKPBIBAIOTCS B HHIWBUIYaTU3UPOBAHHOHN Qopme:
20+8, 20+11, 29+12+8, 29+12+11, 29+12, 29+15+8, 29+15+11, 29+15+12+8,

20415+12+11, 29+15+12, 29+15, 29+18+8, 29+18+11, 29+18+12+8, 29+18+12+11,
20+18+12, 29+18+15+8, 20+18+15+11, 29+18+15+12+8, 29+18+15+12+11

>

29+18+15+12, 29+18+15, 29+18, 29+21+8, 29+21+11, 29+21+12+8, 29+21+12+11

>

20421412,  29+21+15+8, 29+21+15+11, 29+21+15+12+8, 20+21+15+12+11,
20+21+15+12,  29+21+15,  29+21+18+8,  29+21+18+11,  29+21+18+12+8,

20+21+18+12+11, 20+21+18+12, 29+21+18+15+8, 20+21+18+15+11,
20+21+18+15+12+8,  29+21+18+15+12+11, 29+21+18+15+12, 29+21+18+15,

20+21+18, 29421, 29+26+8, 29+26+11, 29+26+12+8, 29+26+12+11, 29+26+12,
20426+15+8, 29+26+15+11, 29+26+15+12+8, 294+26+15+12+11, 29+26+15+12,
20426+15, 29+26+18+8, 29+26+18+11, 29+26+18+12+8, 29+26+18+12+11,
20426+18+12,  29+26+18+15+8,  29+26+18+15+11,  29+26+18+15+12+8,
20+26+18+15+12+11, 29+26+18+15+12, 29+26+18+15, 29+26+18, 29+26+21+8,
20426421411, 29+26+21+12+8, 29+26+21+12+11, 29+26+21+12, 29+26+21+15+8,
20426+21+15+11, 29+26+21+15+12+8, 29+26+21+15+12+11, 29+26+21+15+12,
20426+21+15,  29+26+21+18+8,  29+26+21+18+11,  29+26+21+18+12+8,
20+26+21+18+12+11, 29+26+21+18+12, 29+26+21+18+15+8, 29+26+21+18+15+11,
29+26+21+18+15+12+8, 29+26+21+18+15+12+11, 20+26+21+18+15+12,

29+26+21+18+15, 29+26+21+18, 29+26+21, 29+26, 29.

B mpuBeneHHOM BEINIE CTIMCKE YHCIIA OTHOCATCS K BapHAHTaM OCYIIECTBICHUS B COOTBETCTBHHU C MX HY-
Meparuei, IpeIyCMOTPEHHO BBIIIE, B TO BpeMs Kak "+" yka3pIBaeT Ha OTpaHHUYEHUS, H3JI0KCHHBIEC BBIIIIE.

30) JIpyroii BapuaHT OCYIIECTBICHUS OTHOCHUTCS K coenuHeHusM Gopmynsl (I1I) B cooTBeTCTBHU ¢ Bapu-
anToM 29), roe

R? o3nauaer ranoren (B 0COOCHHOCTH XJIOP), METHII, ITHJI, METOKCH WJIH DTOKCH;

R’ o3nauaer C, ;amKoKcH (B 0CO6EHHOCTH MeTOKCH) Tk C) 3 TOPATKOKCH (B OCOGCHHOCTH TH(TOPMETOKCH);

Ar! MPECTaBIsCT cO00M PeHMIT, MK G-YICHHBIN TeTepOapuil, COACPKALIIA OJWH WU JBa aTOMa a30Ta (B
0COGEHHOCTH MHPHAMHIN); (2 HMEHHO Ar' mpejcTaBisieT co6oif (heHm), e yKasaHHas rpymma Ar' 3amelnena
MIOCPENCTBOM R*uR’ , Tae

R* osmauaer H-mpomu, u30onpormi, win Cs ¢MHKIOANKHI, HEOOA3aTeIbHO CONEPIKALIHIT KOTBIIEBOI aTOM
KHCJIOpoa (B OCOOCHHOCTH IUKIIOTPOITII, IIUKJIOOYTIII, ITUKIOTCHTII, IMKIIOTEKCII, TeTparuapo-2H-nupan-4-
w); (TAe CledyeT MOHUMATh, YTO yKa3aHHbIH 3aMecTHTeNs R mprcoeuHen B OpTO-TI010/KEHIN OTHOCHTENBHO
TOYKH TPHCOCIMHEHAS OCTAIBHOM JacTH MONeKyIsl) (rae R* o3Hagaer, B 4aCTHOCTH, H30TPOIIHIT) H

R’ mpescrasisier coboii Bomxopox win ¢prop (rae R’ 03Hauaer, B 4aCTHOCTH, BOXOPOL);

m ¥ N HE3aBUCHUMO TMPEACTABIIOT cO00M 1esoe unciio 1 win 2 (B 0cOOeHHOCTH 00a M U N MPEICTaBISIIOT
coboii memnoe uncio 1); u rpymma -L-R® npexcrasisier co6oit BOZOPO;

-26 -



040901

-LI—CO—RC“, rre R HesaBucumo npencrapuser coboit tuapokcw; -O-0cem3mim; -O-Cj_gaiku;
Ci-dropank; wiu —NRN”RNIZ; e HesaBucumo R o3Hauaer Bogopon win C,_4alkui, u R™'? o3nauaer Bo-
nopox, Cy_sankwmi, -SO,-C_¢adKui win -O-Ro“, rae R nesasucumo MpeacTaBIsieT coboit Bogopo, C_calkui,
I OCH3WIT;, K

-L'- He3aBucuMO MIPECTaBISAET COOOM

-C,.¢ankmie-, -CO-C_qankmieH-, -SO,-C,_gankunen-, -CO-O-C_¢ankunen-, -CO-NH-C,_gankunen- win
-SO,-NH-C,_¢ankunen-;

-Cy_qsanknieH-Cs_grukinoankunet-Cy jankmieH-, -CO-Cysankmnen-Cs gruknoankunaeH-Co 4ankmiet-, -SO,-
Cy.sankmnes-C;_gimknoankuineH-Coy qankunen-, -CO-NH-Cjankuien-Cs giiuknoankuneH-Co 4alKuiaeH-  WIn
-CO-0-Cy_sanxunen-Cs_gnuknoankmieH-Cy_4alKuiIeH-;

-L*-ruzpokcu; rae -L°- npeacrasiser coboit

-CO-C,_gankmnen- miu -SO,-C,_calKuiieH-; T B BbIIICYKa3aHHBIX IPYINax ykazaHHbIA C|_gaJKUJIeH He3a-
BHCUMO HE3aMCIICH WJIM MOHO3aMeIleH Trunpokcu, Ci-(hTopalKkuioM iU NR™RM?, e mesaBucumo R™!
o3HavaeT Boaopo win C,_4ankui, u R™* o3nauaer Bogopon, C_jankun win -CO-O-C_janku;

-C,_gankmineH-, -CO-0-C,_gankunen-, -CO-NH-C, sankwmien- uimn -SO2-NH-C,_saJikuiieH-, T1ie B BhIIISYyKa-
3aHHBIX Tpymmax ykasaHHbld C,¢adKWICH HE3aBUCHMO HE3aMelleH WM MOHO3aMeIleH THIPOKCH,
C,-pTopankuiomMm uiu -NRN23RN24, rae uezasucumo RN o3nauaer Bomopon win C;_,alKkui, U R™* o3nauaer
Bogopo, C;_jamkun wim -CO-O-C,_jamkum;

-Cy_qsanknieH-Cs_gruxinoankunet-Co qankmied-, -CO-CyanknneH-C; gnukioankmieH-Co alKuieH- HiId
-SO,-Cysankunen-C;_gnukaoankmieH-Cy_4aIKnIeH-;

-L-NR™R™, re R™® o3nauaer Bomopon mwmn C_4ankun (B ocobenHocTH Bogopox); R\ o3Hauaer Bomo-
poxn, Cy_sankmn, -CO-C;_jankmi, Cydpropankun win C;_gIIHKIOATKII (B 0COOCHHOCTH BOJIOPON); U

-L’- He3aBHCHMO MPECTABISCT COOOM

-CO- unu -SO,-;

-L’-HET', rne HET' npexcraBnsier co6oii 5- MM 6-uieHHbI TeTepoapu (B 0COBEHHOCTH MHPPOIHII, ITH-
pa3oNmi, UMUAA30JIWI, TPUA3OJMII, TeTPa30ani, GypaHuil, OKCA30JIUI, W30KCA30IMI; THA3OIWII, U30THA30JIMII,
OKCaZMa30JIWII, THAUA30II, TUPHUIUHIII, TUPUMUATUHIIL, TAPUIA3UHII, THPA3UHIII),

r7e yKa3aHHBIN HET' HesaBHCHMO SIBISICTCS HE3aMEIICHHBIM HIIM MOHO- HIIH AH3aMEICHHBIM, TIE 3aMec-
TUTENH He3aBUCHMO BbIOHMpatoT u3 C,janmkuna (B 0COOCHHOCTH METHIIA), TalloTeHa, 1HaHo, TUAPOKCH, THAPO-
KCAMETHIA U -Co—2—anKI/meH—Cy91-COOR091, rIe R%”' o3mauaer Bozopon winu C,_4alKuil, U TIe Cy91 TIpeIcTaB-
nsieT co00it C;_gIIMKIOATKUICHOBYIO TPYIITY; WIH -Co_zaHKHHCH—COOROQZ, rne R%? osnauaer BOZOPOJ WU
C|4anxun; u

-L°- He3aBuCHMO MPEJCTABISCT COOOM

-Cy.gankmireH-, -CO-Cy_qankmiieH-, -SO,-CygankuneH-, -CO-O-C_¢ankunen-, -CO-NH-C,_gankuneH- wimn
-SO,-NH-C,_¢ankuien-; uiu

-LIO—C4_6F€Tep0HI/IKJ'II/IJ'I, rae CyereTepOLrKInI HE3aBUCUMO COAEPIKUT OJUH WM JIBa KOJIBLIEBBIX TeTepoa-
TOMa, HE3aBUCHUMO BBIODAHHBIX M3 a30Ta, CEPbl M KHCJIOPOJA; TC B BHINICYKA3aHHBIX TPYMIAX yKa3aHHBIA
C,4.¢T€TEPOIMKIINI HE3aBUCUMO SIBJISIETCS HE3aMEIICHHBIM, WIIM MOHO-, TU- WJIH TPU3aMEIIEHHBIM, T1e 3aMECTH-
TEJIM He3aBUCHMO BEIOMPAIOT U3

OJIHOTO WJIM JABYX OKCO 3aMECTUTEJICH, KaKIbI M3 KOTOPBHIX MPUCOSTUHEH K KOJBIIEBOMY aTOMY yTiiepoia
B ayIb(ha-MoJI0KEHNN K KOJIBIIEBOMY aTOMY a30Ta (TakuM o0pa3oM o0Opa3ys BMECTE ¢ a30TOM aMHIHYIO TPYIILY,
WIH B ClIydae, €Clid PSIOM PACIIONIOKEH JOTOJHUTEIBHBINA KOJBIIEBON KUCIOPO, KapObaMaTHYIO TPyIIy, I B
cilydae, eCJIH PSJIOM PACIONIO0KEH JOMOTHUTEIBHBIA BTOPOH KOJBIICBOH a30T, MOUYCBUHHYIO TPYIILY); W/AIH

JIBYX MCTHJIBHBIX 3aMECTHUTEJICH, MPUCOCTUHECHHBIX K KOJBI[EBOMY aTOMY yIiiepoja B allb(}ha-MoI0KESHIH K
KOJIBIICBOMY aTOMY a30Ta WM KOJBIICBOMY aTOMYy KHCIOpoja (TakuM o0pa3oM o0Opa3ys BMECTE C a30TOM -
C(CH3;),-N- rpymy, mimm ¢ kuciopoaom -C(CHjs),-O- rpyny); u/nnn

JIBYX OKCO 3aMECTHTEJICH Ha KOJBIIEBOM aTOME Cephl (TakuM 00pazoM obOpa3ys rpymiy -SO,-); u/wim

Cyqankuna, Cjamkokcu-C, jamkmna, C,sdropankuna win -CO-C|_4ankuia, IPUCOSTUHEHHOTO K KOJbIIC-
BOMY aTOMY a30Ta, UMEIOIIEMY CBOOOTHYIO BAJICHTHOCTD; U

-L'"°- HesaBmcmMO MPEeNCTaBIsAET cOO0M

-Cy.qankmireH-, -CO-Cy_qankmieH-, -SO,-Cysankunen-, -CO-O-C_¢ankunen-, -CO-NH-C,_sankunen- win
-SO,-NH-C, sanxuien-.

31) JIpyroii BapuaHT OCYIIECTBICHUS OTHOCHUTCS K coenuHeHusM Gopmynsl (I11) B cooTBeTCTBHU € Bapu-
anToM 29) wn 30), rie R? o3Hauaer ranoreH (B 0COGEHHOCTH XJIOP), METHII HIH METOKCH.

32) lpyroii BapHaHT OCYIIECTBICHUSI OTHOCUTCS K coenuHeHusiM ¢popmyisl (I11) B cooTBeTCTBHM C JIIOOBIM
3 BapHaHTOB ocymectaIenus 29)-31), rae R* o3Hauaer uzomporm.

33) lpyroii BapHaHT OCYIIECTBICHUSI OTHOCUTCS K coenuHeHusiM ¢popmyist (I11) B cooTBeTCTBHM C JIIOOBIM
W3 BAPHAHTOB OCyIIecTBIeHHs 29)-32), re rpymma -L-R® npencrapnser co6oii

BOJIOPOI;

-LI—CO—RC“, rae RS mesaBucmvo npeacraBisieT codo ruapokcn; -O-0eH3mi; win -O-C_¢aJKiw; u

-L'- He3aBucuMO MIPECTaBISAET COOOM

-C,.¢ankmieH-, -CO-C_qankmieH-, -SO,-C,_sankunen-, -CO-O-C_¢ankunen-, -CO-NH-C,_sankunen- win
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-SO,-NH-C,_¢ankuien-;

-Cy.4anxunen-Cs_gnuknoankuineH-Co qankuneH-, -CO-Cy_jankuneH-Cs giuknoankuieH-Co jakmieH-, -SO,-
Cosanxmnen-Cs gimknoankuinen-Co4ankunen-, -CO-NH-Cgjankunen-C; ginknoankmieH-Cy4alIkKuiIeH- WK
-CO-0-Cy_4ankunen-Cs;_gruknoankuiieH-Cy 4aIKuIeH-;

-L’-NR™R™, re R™® o3nauaer Bomopox mmn C_4ankun (B ocoberHOCTH Bogopox); R\ o3Hauaer Bomo-
poxn, C_sankmi, -CO-C_jamkun, Cspropankmn mwim Cs_gIIAKI0ATKHI (B 0COOSHHOCTH BOJOPON); H

-L’- He3aBucuMO npeacraBiseT coboit -CO- umu -SO,-; wim

-L'°-C,grerepoumkim, e CaereTepOLUKINI HE3aBHCHMO COIEPIKHT OIHMH MM JBA KONBLEBBIX TETEPOa-
TOMa, HE3aBUCHUMO BBIODAHHBIX M3 a30Ta, CEPbl M KHCJIOPOJA; T B BHINICYKA3aHHBIX TPYIIAX YKa3aHHBIA
C4.¢TCTCPOLIMKITII HE3aBUCUMO SIBIISICTCS HE3aMEIICHHBIM, HJIM MOHO-, JIM- HJIM TPU3aMEIICHHEBIM, TJIC 3aMECTH-
TEJIM HE3aBUCUMO BBIOMPAIOT U3 OJHOTO WIIK JBYX OKCO 3aMECTHTENCH, KaXKIBIA U3 KOTOPBIX MPUCOCIMHEH K
KOJIBIICBOMY aTOMY YTJIEpO/ia B allb(ha-II0JI0KEHUH K KOJBIIEBOMY aTOMY a30Ta (TakuM o0pa3oM o0pasys BMecTe
C a30TOM aMUIHYIO TPYIILY, WIH B CIydae, €CIU PAIOM PACIOI0KEH JOTOTHUTCIBHBIA KOJNBIECBOW KHUCIOPOI,
KapOaMaTHYIO TPYIITY, WM B CIy4ae, €CIIU PSAIOM PACHOJIO0KEH IOMOIHUTEIBHBIN BTOPOU KOJBIIEBOH a30T, MO-
YEBUHHYIO TPYIITY); H

-L'°- HesaBmcmMO MPECTaBIsAET cOO0M

-Cy.qankmiren-, -CO-Cy_qankmiieH-, -SO,-Cysankunen-, -CO-O-C_¢ankunen-, -CO-NH-C,_sankunen- win
-SO,-NH-C, sanxuien-.

34) [Ipyroit BapuaHT OCYIIECTBICHUS OTHOCHUTCS K COeTUHEHUM GopMyiisl (I) B COOTBETCTBUU ¢ BapHaH-
TOM 1), KOTOpBIE BBHIOPAHBI U3 CIEAYIONUX COSTMHEHU:

N-(2-(audTopmMeTokcH)-6-MeTHIMHPUAUH-3 -11)-3-(2-

n3onponmideHmT)a3eTHANH-3-kapOoKkcaMu;
N-(2-(nudpTopMeTOKCH )-6-MeTUITHPUANH-3 -1 )-4-(2-
uzonponundeHun)nunepuaut-4-kapooKkcamMus;
N-(2-(nudTopmMeTokcH)-6-MeTHIMTHPUANH-3 -111)-3-(2-
n30nponmI(GeHu ) IHPPOIUANH-3-KapOoKCaMun;
1-(2-amuna03THI)-N-(2-(1udTOPMETOKCH )-6-METUINHPUAUH-3 -1 )-3 -(2-
nzonponmideHm)aseTuanH-3-kapOokcaMu;
N-(2-(nudTopMeTOoKCH)-6-MeTHITUPUANH-3-11)- 1-(2-ruapokcuaTuin)-3-(2-
uzonpornmideHn)azeTuanH-3-kapOoKcaMus;
N-(2-(nudropMerokcu)-6-MeTHNTUPUANH-3-1)- 1 -(3-ruapokcunponuin)-3-(2-
30T PONIII( CHII )a3eTHANH-3 -KapOoKcaMua;
1-inano-N-(2-(audTopMeTOKCH )-6-MeTUITTHPUANH-3 -11)-3-(2-
n3onponmideHm)a3eTHaNH-3-kapOoKkcaMu;
1-(3-(1H-terpaszon-5-un)npomnun)-N-(2-(aud TopMeTOKCH)-6-MeTHIIUPU AN H-3 -
uin)-3-(2-uzonponundeHni)azeTuanH-3-KkapOOKCaMU/I,
N-(2-(nudpTopMeToKkcH)-6-MeTUNTUPUANH-3-11)-1-(3-ruApOKCH-3-MeTUIOY THII )-
3-(2-nzonponuindenun)azeTHanH-3-KapOOKCaMHuI;
N-(2-(nudpTopmeTokcu)-6-MeTHANUPUANH-3-11)-1-(2-(1-

TUAPOKCHIIMKIJIOMPOTNI )3THI)-3-(2-u3onponunderun)azeTnant-3-kapOoKcaMu,
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1-(2-amunonponun)-N-(2-(nudTopMeToKcH )-0-MeTHINUPUANH-3-111)-3-(2-
M30MpONHI(eHNI )a3eTUANH-3-KapOOKCaMuU;
3-(3-((2-(rudpTOopmMeTOoKCH )-6-MeTUINUPUANH-3 -1 )kapOamonn )-3-(2-
n30nponuiIdeHn)a3eTUANH- | -1IT)IpONIaHOBast KHCIIOTA;
1-(2-unanostun)-N-(2-(nudTopMeToKkcH )-6-MeTUANUPUANH-3 -11)-3-(2-
n3onponuideHns)azeTuANH-3-kapOokcaMu;
(R)-N-(2-(nudTopmerokcu)-6-meTunnupuaus-3-mn)-1-(2,3-
JUTHAPOKCcUIponu)-3-(2-uzonponuideHun)azeTuint-3-kapOokcaMus;
(R)-N-(2-(nudropmerokcu)-6-meTunnupuaus-3-mn)-1-(2,3-
JUTHAPOKCUIponu)-4-(2-uzonponunderun)nunepuant-4-kapbokcaMu;
N-(2-(nudTopmeTokcu )-6-MeTHINUPUANH-3-11)-3-(2-nzonponmidennn)-1-
(okxceran-3-un)azeTuaNH-3-KapboKcaMu;
4-(3-((2-(nndTopmeTokcu )-6-MeTUNIUPUAUH-3 - 1T )Kapbamoun )-3-(2-
usonponuiadenus)aseTuanH-1-un)0yTaHoBas KUCIIOTA;
4-(3-((2-(nudpropmeTOoKCH )-6-METHINTUPUAUH-3 - 1T )Kapbamon )-3-(2-
nzonponuideHnn)azeTuanH- 1 -mn)-2,2-nuMeTun0yTaHoBasi KMCIIOTa,
4-(3-((2-(nupTopMeTOKCH)-O-METHIIUPUANH-3 -UiT )kapOamon)-3-(2-
uzonponuideHuin)aseTuanH-1-mn)-3,3-1uMeTunOyTaHOBask KUCIIOTA,
5-((3-((2-(nudpropmeToKCH )-6-MeTHINUPUIUH-3 -1 )kapOamon)-3-(2-
nsonponuidenun)aseTunant-1-mr)merun)- 1 H-nuppon-2-kapOoHOBast KUCIOTA,
5-((3-((2-(nudTOopMeTOKCH )-6-METHINUPUIUH -3 -1 )kapbamon )-3-(2-
usonponuidenui)azeTuant- 1 -un)merun)pypan-2-kapOoHOBAsT KUCIOTA,
N-(2-(nudropmeTokcu)-6-MeTHINUPUINH-3-11)-1-(4-ruapokcu-4-
METHJINEeHTHN )-3-(2-u3onponuid eHui )a3eTuIuH-3 -kapOoKcaMun;
5-(3-((2-(nudropmerokcu )-6-MeTUITUPUANH-3 -1 )kapOamon )-3-(2-
nzonponuideHnn)a3zeTuanH- 1 -1mr)-2,2-TMMEeTUIIIEHTAHOBAsI KUCIIOTA,
1-(3-(3-((2-(nudpTopMeTOKCH )-6-METHIHNPHUANH-3 -UIT )KapObaMon)-3-(2-
M30NpONUI(eHNI )a3e TUANH- | -1 )TPONUII ) IUKJIONpOonaH- 1 -kapOOHOBast KMCJIOTA;
N-(2-(nudpTopMeTOKCH)-6-MeTHIMUPUANH-3-11)-3-(2-u3onponundenun)-1-(2-
(MeTuCY 1B OHAMUIO )ITHI )a3eTHANH-3 -KapOOKCaMuU,
(S)-N-(2-(nudpTopmeTokcu)-6-MeTUNNUPUAHH-3-1n)- 1 -(2-ruapokcu-3-(2-
CHAPOKCHALIETAMU/0)pOMni)-3-(2-u3onponiindeHni)azeTHaANH-3-kapOoKkcaMu;
1-(unanomeTnn )-N-(2-(nudTopmMeToKcH )-6-MeTHINUPUIUH-3 -1ui)-3-(2-

H30TPOTHJI( €HIIT)a3e TUANH-3-KapOOKCaAMUL;
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1-(2-(1H-terpaszon-5-un)stun)-N-(2-(nuhTOpMeTOKCH )-6-METHIITUP U TN H-3 - 1T )-
3-(2-m3onponundeHni)azeTuaNH-3-KapOOKCaAMUT;

1-(4-umanobyranowmn)-N-(2-(auhpTopMeTOKCH )-6-MeTUAMHPUIUH-3-11)-3-(2-
nzonponuindeHun)aseTuanH-3-kapOokcaMun;

1-amernn-N-(2-(qudpTOpMETOKCH )-6-MeTHIHPHIUH-3-11)-3-(2-
nzonponuindeHun)aseTuanH-3-kapOokcaMun;

N-(2-(ruhTopMeTOKCH)-6-MeTHITHPUANH-3 -11)-3-(2-u3onponmidermr)-1-(3-
Cyb(haMOUIMPONAHONI )a3eTUINH-3-KapOOKCaMI,

N-(2-(rudTropMeTOKCH )-6-MEeTHIMTUPUANH-3 -11)-3-(2-u3onponmidermr)-1-(2-
(N-metuncynbdamon)aernin)a3eTuAnH-3-KapOOKCaMuT,;

N-(2-(mudpropmMeToKcn )-6-METHITTHPUANH-3 -11)-3 -(2-uzonponund eHun)- 1 -
((MeTuncynpHOHUNI )rIULNI )a3€TUIUH-3 -KapOOKCAMUT,

N-(2-(zudropMeToKCH )-0-MeTHNNUPUANH-3-1)-3-(2-uzonponundenn)-1-(N-
MeTuI-N-Ccyb()aMOUITIUIILI )a3eTHANH-3 -KapOOKCcaMun;

N-(2-(ruTopMeTOKCH )-6-MeTHITHPUANH-3 -11)-3-(2-u3onponmindeHmn)-1-
(5,5,5-TpudTop-4-oKCONEHTAHOMI )a3e THANH-3 -KapOOKCaMuUS;

N-(2-(mupTopMeToKkCcH )-6-MeTUINUPHUIANH-3 -11)-4-(2-n3onponund enun)- 1-
(5,5,5-tpudrrop-4-oKconeHTaHOMI )TUTepUANH-4-KapOOKCAMHUT;

N-(2-(nudpropmerokcn)-6-MeTUATHPUANH-3-11)-1-(2-(3-TruapokcruokceTan-3-
un)auetn)-4-(2-uzonponundeHun)nunepuanH-4-kapookcaMun;

N-(2-(zudpropmeTokcu)-6-meTmnnupuant-3-mi)- 1-(3-rugpokcunsokcason-5-
kapOoHun)-3-(2-usonponuiadeHun)azeTuanH-3-kapOokcamun [TayromepHas ¢opma:
N-(2-(ruhTopMeTOKCH)-6-METHNMTHPUANH-3 -11)-1-(3-0KC0-2,3-TUTrHAPON30KCA3ON-5-
kapOoHun)-3-(2-usonponuid eHun)a3eTUANH-3-kapOokcamMu|;

1-(2-(1H-terpazon-1-un)anernn)-N-(2-(nudpTopmMeTOKCH )-6-METHITUPUAHH-3 -
ni)-4-(2-u3onponmndeHmn)nunepuanH-4-kapOoKcaMu;

1-(2-(2H-1,2,3-Tpuason-2-un)amern)-N-(2-(nudpropmerokcu)-6-
METHITUPUINH-3-11)-3-(2-u3onponuid eHw )azeTuanH-3 -kapOokcamMmu,

1-(2-(2H-1,2,3-Ttpuason-2-un)auerin)-N-(2-(upTopMeTOKCH )-6-
METHITUPUINH-3 -11)-4-(2-u3onponuid eHwn ) TunepuauH-4-kapOokcaMu;

N-(2-(mudropmerokcn)-6-mMmeTunmupuanH-3-mi)- 1-(2-(3-runpokcu- 1 H-mupaszoin-
S-um)anerun)-4-(2-uzonponundeHun)nunepuana-4-kapookcamMmua [m ero

TayromepHbie Gopmel, Takue Kak N-(2-(mudTopmMeTOKCH)-6-METHATTHPUIUH-3-1i)-1-
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(2-(3-oxco-2,3-guruapo-1H-nmupason-5-mn)anernn)-4-(2-
30T pOnuiI(eHm ) IunepuanH-4-kapookcamun];
N-(2-(nupTopmMeTorcn)-6-MeTuanupuAnH-3-1m1)-1-(2-(3-ruapokcu-1H-nmmpason-
4-um)anernn)-3-(2-u3onponmndeHnn)azeTUANH-3-kapOokcaMua [H ero TayToMepHbIe
dopmer, Takue kak N-(2-(mudTopMeTOoKCH)-0-MeTHUNMUPUANH-3-11)-1-(2-(3-0kc0-2,3-
nuruapo- 1 H-nupaszon-4-un)arerun)-3-(2-uzonponuiad eHu )a3eTHIHH-3 -
kapbokcamun],
N-(2-(nudropmeTokcu)-6-meTuanupuau-3-mn)-1-(2-(3-rugpokcu-1H-tupazon-
4-um)anernn)-4-(2-uzonponmiderus)nunepunua-4-kapooxcammm [u ero
TayromepHbie Gopmbl, Takue kak N-(2-(mudTOpMeTOKCH)-6-MeTUNTUPUIUH-3-1i)-1-
(2-(3-0kc0-2,3-guruapo- | H-nupaszon-4-un)amnernn)-4-(2-
HU30TIPOTUId eHIT ) THIEPUANH-4-kapOokcamu ],
1-(L-ananun)-N-(2-(nudpropMeToKCH)-6-MeTUIAMHPUANH-3 -1 )-3-(2-
H30IpOnuiI(eHNI )a3eTUANH-3-KapOOKCaMuI;
N-(2-(nudpTopmeTokcn)-6-MmeTuNMUPUAnH-3 -1 )-4-(2-uzonponundennn)-1-((2-
METOKCHUITHJI ) TIIUIIAI ) TUTIEPUANH-4-KapOoKcaMu,
N-(2-(rudpropmeToKkCcH)-6-MeTHINUPUANH-3 -111)- 1 -((2-THAPOKCHI THIT ) FITHLIKI )-
4-(2-nzonponuiadeHun)nunepuanH-4-kapObokcamus;
N-(2-(nudpropmeTokcH)-6-MeTHINUPHUANH-3 -111)- 1 -((2-THAPOKCHUI THLIT ) FITHLIKII )-
3-(2-uzonponuiadeHunn)aseTuaNH-3-KapOOKcaMun;
N-(2-(nu¢pTopmMeToKCH )-6-MeTUINUPUANH-3-11)-3-(2-u3onponmindermn)-1-((2-
METOKCHUITHUJI ) NTULII )a3eTUIMH-3-KapOOoKCcaMu,
(R)-N-(2-(nudropmeroxcu)-6-merunnupunun-3-mn)-1-((R)-(2-
CUAPOKCHITPOTIHII ) TIUIINI)-3-(2-u3onponuindeHn)a3eTuquH-3-kapOoKkcaMu;
(S)-N-(2-(audropmerokcu)-6-merunnupuans-3-mn)-1-((S)-(2-
CUAPOKCHUITPOTIII ) TIULMI)-3-(2-u3onponuindeHun)a3eTuaun-3-kapOokcaMu;
(R)-N-(2-(nu¢propmerokcu)-6-metunnupunauu-3-ui)-1-((R)-(1-rugpoxcumnpomnan-
2-ug)raunmi)-3-(2-u3onponuadpeHus )a3eTuAnH-3-KkapOOKCaMuUT,
(S)-N-(2-(mudpropmerokcu)-6-metuanupuaus-3-ui)-1-((R)-(1-rugpoxcunpomnan-
2-um)raunmi)-3-(2-u3onponuiadpeHu )a3eTuINH-3 -KapOOKCaMuUT,
3-(3-((2-(nudTopmerokcn )-6-MeTHnnUpuAnH-3 -uI)KkapOamonn )-3-(2-
HU30TIPOTHII( €HIIT )a3e THANH- | -1JT)-3-0KCOTTPOTIaHOBAasi KUCIOTA,
3-(4-((2-(mupropMeTOKCH )-6-MEeTUINUPUANH-3 -1 )kapbamonin )-4-(2-

usonponuiadeHu)munepuanH-1-ni)-3-0kconponaHoBas KUCIo0Ta,
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4-(3-((2-(nuTOopMeETOKCH )-6-METHIMHPUINH-3 -UI ) KapOaMom )-3-(2-
usonponmidenui)aseTuanH-1-ni)-4-okcodyTaHOBasE KUCIOTA,
4-(4-((2-(ru¢propMeTOKCH)-6-METHINUPUANH-3 -1 )KapOamon )-4-(2-
uzonponuideHuwn ) nunepuauH-1-um)-4-okcodyTaHOBasT KUCJIOTA,
(5)-4-(3-((2-(mudropmerokcu)-6-MeTHIMHPUANH-3 -11)Kapbamomnn)-3-(2-
usonpornmideHm)aseTuaun- 1 -un)-2-MeTui-4-0KkcoOyTaHOBAS KHUCIIOTA,
4-(3-((2-(nupTopmerokcu)-6-MeTHAHPUAUH-3 -1 )KapOamom )-3-(2-
uzonponuideHun )aseTuaut-1-un)-2,2-nuMeTua-4-0kcoOyTaHOBasE KUCIOTA,
1-(2-(3-((2-(nudTopMeTOKCH)-6-MEeTHIMTHPUAHH-3 -1 )kapbamomnn)-3-(2-
u3onponuideHn)a3eTuaNH- 1 -1ui1)-2-0KCOITUII ) IMKJIONpOnaH-1-kapOOHOBast KUCIOTA;
1-(2-(3-((2-(nudropmeToKCH)-0-METHIMTUPUAHH -3 -1 )KapOamomn)-3-(2-
H30MpoNHI(eHNT )a3eTHANH- 1 -1i1)-2-0KCOTHI )UUKIO0yTaH- 1 -kapOOHOBAsT KHCIIOTA,
(R)-4-(3-((2-(mudTopMeTOKCH )-6-METHINHPUINUH-3 -UT)KapOamormt)-3-(2-
uzonponuidenui)aseTuanH-1-ni)-3-MeTun-4-okcodyTaHOBas KHCIOTE,
4-(3-((2-(nupTopmMeToKCH )-6-MeTUANHPUINH-3 -1 )KapOamom )-3-(2-
uzonponmidenni)azetunnt-1-un)-3,3-numeTnn-4-okcoOyTaHOBasK KHCIOTA,
3-(3-((2-(nudropmerokcu)-6-MeTUINHPUANH-3 -1 )kapOamon )-3-(2-
uzonponuidenui)aseTuant-1-kapoouna)OyT-3-eHoBask KUCIOTA;
(1S,2R)-2-(3-((2-(nudTopMeTOKCH)-O-MeTUNTTUPU AN H-3 -1 )KapOamon)-3-(2-
uszonponmideHnt)azeTuauH-1-kapOoHUI ) IUKIONponaH-1-kapOoOHOBasI KHCIIOTA;
(1R,28)-2-(3-((2-(nudTopMeToKcH)-6-MeTHINUPUANH-3 -1 )KapOamon)-3-(2-
nzonponuideHns)aseTuanH-1-kapOoH NI )HUKIONpomnaH-1-kapOOHOBast KUCJIOTA,;
5-(3-((2-(nudpTopmMeTOKCH)-O-MeTUNTTUPUANH-3 -1 )KapOamon )-3-(2-
usonponuidenna)a3eTuanH-1-1ni)-5-0KCONeHTaHOBas KICIOTa,
4-(3-((2-(rud TOopMETOKCH )-6-METHIIMHPUINH-3 -UJT)kKapOaMom)-3-(2-
usonpornmidennn)azerunun-1-un)-3,3-nudprop-4-okcoOyTaHOBAS KUCIOTA;
(S)-4-(3-((2-(nucpropmeTokcH )-6-MeTHIMHPUAUH-3 - 1T )KapOamownn)-3-(2-
n3onponmideHnT)a3eTuAuH-1-ui)-2-rTuapOKCU-2-MeTHI-4-0KkCOOyTAHOBAS KHUCIIOTA,
N-(2-(nudpTopMeTOKCH)-6-METHIMUPUANH-3 -111)-3-(2-u3onponuid eHmn)- 1-
(5,5,5-TpudTop-4-ruApOKCUIIEHTAHONI )a3eTHANH-3 -KapOOKCaMuU;
4-(2-(3-((2-(mudTopMeTOKCH )-6-METHITHPUAHH -3 - 1T ) Kkapbamomnn)-3-(2-
u3onponmideHnt)azeTuanl-1-ni)-2-okcodTua)rerparuapo-2H-nupan-4-kapOdoHoBast

KHUCJIOTA,
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N-(2-(nudTopmMeToKCH)-6-MeTUNTUPUIUH-3-1J1)-3-(2-u3onponuiadenun)-1-
(cynbdamomnraunmn)azeTuant-3-kapOoKkcamMun,
1-(N-anerun-N-rugpokcurinuui)-N-(2-(audropmMerokcn )-6-MeTUIIHUPUAUH-3 -
ni)-3-(2-uzonponuieHnn)a3eTuIuH-3-KapOOKCaMuI;
2-((3-((2-(mupropmMeTokcH )-6-MeTHITUPUAHH-3 -11 )kapbamon)-3-(2-
nzonponmideHn)a3eTuauH-1-ni)Cynb(GOHUI)yKCYCHAST KHCIOTA,
2-((4-((2-(nudTopmMeTOKCH )-O6-METUAMHUPUANH-3 -1 )kapObamon)-4-(2-
u30npoI( eHI ) TunepuArH- 1 -11)Cy b OHMIT)YKCYCHAST KHCIIOTA;
3-((3-((2-(audpTopmMeToKCH )-6-MEeTUINHPUAHH-3 -1 )kapOamon)-3-(2-
M30TMPONHII( eHI )a3eTUANH- 1 -UT)CyTIbGOHUI )TPONAHOBAS KHUCIIOTA,
3-((4-((2-(nudpTopmeTokcH)-6-MeTUIIHPUANH-3 -1 )kapOamon)-4-(2-
usonponuiIdeHu) nunepuanH-1-ni)cyabGOHUI ) IPONaHOBAasT KUCIIOTA;
3-((3-((2-(mudpTopmMeTOKCH )-6-METHIUPUAUH-3 -1T)KapOamonir)-3-(2-
u3onponrideHnn)azeTuauH-1-un)cynbGonun)-2,2-TMMeTHINPONAaHOBas KUCIOTA;
2-(1-((3-((2-(mudTOpMETOKCH)-6-METUITHPUANH-3 -1 )kapOamMon)-3-(2-
n3onponmid et )a3eTHAUH- 1 -1i1)CyNb(GOHMIII ) IUKJIOP O )YKCYCHAS KUCJIOTA,
4-((3-((2-(nudpTopmMeToKcH )-6-METUIANMUPUANH-3 -1 )kapOamon)-3-(2-
uzonpornmideHnn)azeruqun-1-un)cynbGonun)oyTaHOBas KUCIOTA,
(E)-3-((3-((2-(nupTOopMeTOKCH )-6-MeTUINUPUANH-3 -U )KapOaMou)-3-(2-
n3onponmideHn)a3eTHIUH- 1 -ui)CyNIb(GOHMI )aKPHIIOBAs KHCIIOTA;
N-(2-(nudpTopmerokcn)-6-MeTuanupuaut-3-mn)-1-((3-(ruapoxkcuaMuHo)-3-
OKCOmpomI )CynbpoHuI)-3-(2-uzonpomnindeHunn)azeTuana-3 -kapOoKcaMum,
2-((3-((2-(nupropmerokcH)-6-MeTHATUPUAHUH -3 - 1T )KkapOamomn )-3-(2-
M30TMPONHI( eHIT )a3eTUANH- 1 -KapOOHU)OKCH)YKCYCHAST KUCIOTa,
2-((4-((2-(mudpropmMeToKCH )-O0-MEeTHITHPUAHH-3 -11 )kapbamon )-4-(2-
H30MPOTHII( eHIT ) THIEPUANH- | -KapOOHMIT)OKCH ) YKCYCHASI KICJIOTA,
(R)-2-((3-((2-(nndTopmeTokcH )-6-MeTHNUPUANH-3 -1 )KapObamont)-3-(2-
M30MPOTHII( eHIT )a3eTUANH- 1 -KapOOHUI) OKCH ) TPOTIAHOBAST KHUCIOTA,
1-((3-((2-(mudpropmeTokcH )-6-MeTHNTUPUAUH-3 -11 )kapbamoni)-3-(2-
usonponmideHni)a3eTuanH-1-kapOOHNT)OKCH)HUKIONpoaH-1-kapOOHOBas KHCIOTA,
3-((3-((2-(audTopmeToKcH )-O-METUINUPUAUH-3 -1 )kapObamoni)-3-(2-

uzonpornmideHnn)azeruun-1-kapOOHUI)OKCH)-2,2-TUMETUIIIIPONAHOBAs KHCIIOTA,
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1-(((3-((2-(nudpTopMeTOKCH )-O-MEeTHUNIUPUANH-3 - 1T )KapOaMomi)-3-(2-
n3zonponuideHns)aseTuanH- 1 -kapOOHMIT)OKCH)METHI ) LIUKJIoNponaH-1-kapOoHoBast
KHCJIOTA;
((3-((2-(nudTopmeTokcH)-6-MeTUANMUPUANH-3 -1 )KapObamon)-3-(2-
n30mponuig eHmI )a3eTHANH- | -11)cyTbHOHUI )IITHIHH;
N-(2-(nupropmerokcH)-6-MeTUINHUPUANH-3 -1 )-3-(2-u3onponunderun)-1-
cynbdamonnazeruuH-3-kapOboKcamMmu;
N-(2-(nupropmerokcu)mupuanH-3-1in)-3-(2-usonponundennn)-1-
cynbhaMonIa3eTUAHH-3-kapOokcaMun,
N-(2,6-nuMeTOKCUTUPUANH-3-11)-3-(2-n3onponunderun)-1-
cyiabhaMonIazeTuauH-3-kapookcaMun,
N-(6-3TOKCH-2-MEeTOKCHITUPHUANH-3-1)-3-(2-n3onponundennn)-1-
cynbdamonnazerunun-3-kapOoKcamMu;
N-(2-(zudpropmeTokcH)-6-MeTUIANUPUANH-3-11)-3-(2-u3onponuiderun)-1-(N-
METHUIICYTb(paMONI )a3eTUANH-3-KapOoKcaMu;
1-(N-uuknonponuicynbhamoni)-N-(2-(audTopMeTOKCH )-O-MeTUITHPUANH-3 -
ni)-3-(2-uzonponuneHun)a3eTHANH-3 -KapOOKCaMu I,
N-(2-(aupTopMeTOKCH )-6-MeTHIMUPUAUH-3-1i)-3-(2-uzonponuidermn)-1-(2-
(cynbhaMOUTaMIHO)ITHIT)a3eTUAUH-3-KapOOKCaAMULI;
N-(2-(aupropmerokcu)-S-propnupuaut-3-mn)-3-(2-uzonponuidennn)-1-
cyiabaMonTazeTuauH-3-kapbokcamun,
3-(3-((2-(mucpTOpMeTOKCH )-6-METUIIUPHUANH-3 -1 )kKapOamon )-3-(2-
uzonponuiadeHnn)aseTuant-1-kapookcamMuno)-3-MeTHI0yTaHOBAsI KUCIIOTA,
N1-((1H-umunazon-4-un)merun)-N4-(2-(nudpTopMeTOKCH )-6-MeTHIATTHPUINH-3 -
un)-4-(2-uzonponuid eHwn)nunepuani- 1,4-xapbokcamun;
3-(3-((2-(nupTopmMeTOKCH )-O-METUINUPUINH-3 -1 )KapOamom )-3-(2-
n3onponuig e’ )aseTuanH- 1 -kapookcamMnio)-2,2-TUMETUINPOTIAHOBAs KUCIIOTA;
4-(3-((2-(nudTopmerokcu )-6-MeTUNNTHPUANH-3 -1 )kapOamonn )-3-(2-
nszonponuiadeHni)aseTuant-1-kapbokcamMuno)-2,2-1uMeTHI0yTaHOBasT KUCJIOTA;
N4-(2-(audTopMeTOKCH )-0-MeTHIMUPUANH-3 -1T)-4-(2-
usonponuiadpenun)nunepuant-1,4-nukapOookcamun;
N4-(2-(audropmerokcu)-6-meTunnupuaut-3-mi)-N1-(2-ruapoxcustui)-4-(2-

n3onponuin eHIT ) TUNepuanH-1,4-1rnkapbokcamun,
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6-(3-((2-(nudTopmeToKCH)-6-METUINUPUANH-3 -1 )KapOamoun )-3-(2-
nzonponmideHns)a3eTHANH- 1 - 1) HUKOTHHOBAsI KUCIIOTA,
6-(3-((2-(nudTopmeToKCH )-6-METUNUPUANH-3 -1 )KapOamoun )-3-(2-
nzonponui(eHns)a3eTuANH- 1 -11)THKOIMHOBAs KUCIIOTA,
2-(3-((2-(mudTopMeTOKCH )-6-METHIMTHPUANH-3 -1 )kapOaMont)-3-(2-
nzonponuideHns)a3eTuANH- 1 - 1) IHpUMUANH-5-KapOOHOBasl KUCIIOTA,
6-(3-((2-(mudTopMeTOKCH)-6-METUIMUPHUANH-3 - )KapObamorn )-3-(2-
n3onponmidennn)aseTuauH- 1 -mn)nupuaasuH-3-kapOoHOBasS KUCIIOTA,
5-(3-((2-(audpTopMeTOKCH )-6-METUNTUPUAWH-3 -1 )KapOamowr )-3-(2-
nzonponmideHmn)aseTuanH- 1 -1n)nupa3nH-2-kapOoHOBasI KUCIIOTA,
1-(5-(3-((2-(nudTopmMeToKCH )-O-METUINUPUAMNH-3 -1 )Kapbamonn)-3-(2-
HU30MpOonuad eI )a3eTUIUH- | -1 ) TUPUMUIUH-2-1JT ) IUKJIONIPOTNIaH-1-kapboHoBast
KHCJIOTA;
N-(2-(audropmerokcn)-6-MeTHAMTUPUAHH-3-11)- 1 -(4-propnupuann-2-un)-3-(2-
n3onponmideHm)aseTHANH-3-kapOoKcaMHu/;
N-(2-(nudpTopmeTokcu)-6-MeTUNTUPUANH-3-11)-1-(3-¢pTopnupunun-4-nuim)-3-(2-
uzonponuidenHu)azeTunuH-3-kapOoKCaMun;
N-(2-(nudpTopMeToxcn)-6-MeTHNMUPUANH-3 -11)- 1 -(5-propmupumunns-4-mn)-3-
(2-nzonponundennn)azernanH-3-kapbokcamu;
N-(2-(nudropmeroxcu)nupuans-3-un)-1-(5-propnupumnaun-4-mm)-3-(2-
uszonpornmideHmn)aseTuann-3-kapOoKcaMus;
1-(5-umanonupuauH-2-ui)-N-(2-(1udTOpMeTOKCH )-6-METUATTUP U UH-3 -1JT)-3 -
(2-u3onponundennn)aszeTHANH-3-KkapOOKCaMUn;
1-(5-unanonupuauu-2-un)-N-(2-(audpropmerokcn )nupuaus-3-ni)-3-(2-
H30MpPONuiI(eHn)a3eTHANH-3-KapOOoKCaMu,
1-(5-unanonupumMuanH-2-un)-N-(2-(audTopMeToKcH )-6-MeTUNTUPUANH-3 - 111 ) -
3-(2-uzonponuidenui)azeTuanH-3-KapOOKCaMHuI;
1-(5-unanonupumuauH-2-mi)-N-(2-(nudropmeroxcn )mupuanH-3 -mn)-3-(2-
usonpornmideHmn)aseTuann-3-kapOoKcaMu;
2-(3-((2-(nudTopmMeTOKCH )-6-METHITUPUANH-3 -1 )kapOaMont)-3-(2-
n3onponmidernn)aseTuanH- 1 -1mr)okcazon-4-kapOoHOBasS KUCIOTA,
N-(2-(gudTopmerokcu)-6-meTrnnupugus-3-mi)- 1-(5-propnupumugus-2-mn)-3-

(2-uzonponundennin)aszeTHANH-3-KapOOKCaMuUL;
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N-(2-(nudpTopmMerokcu)-6-MeTHIMTUPUANH-3-1)-3-(2-u3onponuidenmn)-1-(2-
METHJINMHPUMUANH-4-HT)a3e THANH-3 -KapOOKCaMHu;

N-(2-(rudropmMeToKCcH )-6-MeTUIAMUPUANH-3 -1 )-3-(2-n3onponundenni)-1-(4-
0KCO-4,5-TUruapooKca3on-2-u)a3eTHAuH-3-kapookcamuy [TayromepHas ¢opma: N-
(2-(aupTopmMeTOKCH )-6-MEeTHITUPUANH-3 -1 )-3-(2-uzonponunpenun)-1-(4-
CUAPOKCHOKCA30J-2-Mi1)a3eTHANH-3-KapOokcamua];

N-(2-(nudpTopmeTokcH )-6-MeTHIMUPUAUH-3-11)-1-(5-ruapokcu-1,2,4-
oKcanuazon-3-un)-3-(2-usonponuneHrn)azeTuanH-3 -kapbokcaMun [TayTomepHas
dopma: N-(2-(nudTopmerokcn)-6-MeTHIMUPUANH-3-111)-3-(2-u3onponmndenun)-1-(5-
oxco-4,5-nurunpo-1,2,4-okcanguason-3-un)azeTuanH-3-kapobokcaMuna];

3-(2-uuxnonentundenun)-N-(2-(aupTopMeTOKCH )-O-METHITHPUANH-3 -
Wi1)a3eTuanH-3-KapOOKCaMu;

3-(2-uuxnorexcunpennn)-N-(2-(AupTopMeTOKCH )-6-Me THIITHPUAHH-3 -
Ui)a3zeTHaH-3-KkapOoKkcaMun,

4-(3-(2-unxnobyrundenun)-3-((2-(rudropmMeTokCcH )-6-MeTHIMUPUANH-3 -
uin)kapbamMou)azeTuant- 1-mn)-2,2-nuMeTuI-4-0kcoOyTaHOBAasT KHCIOTA,

4-(3-2-uuknonenrundennn)-3-((2-(audpTOpMETOKCH )-O0-METHITTUP UTUH-3 -
wi)kapbamou)azeTuanH- 1-1mn)-2,2-1uMeTua-4-0kcoOyTaHOBAasT KHCIOTA,

4-(3-(2-uuxnorexcmndenmun)-3-((2-(nudpTopMeToKCcH)-6-MeTHINHPUAHH-3 -
uia)kapbaMoun)azeTuauH- 1-1mn)-2,2-numMeTni-4-okco0yTaHOBas KHCJIOTA,

4-(3-((2-(audpTOpMeETOKCH )-O-METHUITUPUANH-3 -1 )KapObamoni )-3-(2-
nponuaeHu)azeTuann- 1-un)-2,2-nuMeTHI-4-0KCOOyTaHOBAasI KUCIIOTA,

N-(2-(nudhTopMeToKCH )-6-METUITHPUANH-3 -11)-3-(2-PTOP-6-
U30MPONUI( eH N )a3eTUANH-3-KapOoKcaMu,

4-(3-((2-(audpTOpMETOKCH )-O-METUITHUPUANH-3 -1 )KapObaMoni )-3-(2-
uzonponui-5-metundennn)aseruann-1-mn)-2,2-nuMeTHI-4-0KCOOyTAHOBAsI KHCIIOTA,

4-(3-((2-(nuTopmeTOKCH)-O-MeTUATHPUANH-3 -1 )KapObamon)-3-(2-dpTop-6-
usonponuidenm)aseTuaus-1-mn)-2,2- TuMeTII-4-0kco0yTaHOBAs KUCIIOTA,

4-(3-((2-(nudpTopMeTOKCH )-6-MEeTHNNMUPUINH-3 -ui )kapOamon )-3-(5-¢prop-2-
uzonponuiadennn)aseTuanu-1-mi)-2,2-numetnn-4-okcobyTaHoBast KUCIOTa;, U
N-(2-(3-((2-(nudrTOpMEeTOKCH )-6-MeTUIHPUAUH-3 Ui )kapOamon)-3-(2-

u3omponuiIQeHm)a3eTHANH- 1 -11)-2-0KCOdTHI )-N-IPONUITIHIHH.
35) B nmomonHeHHE K COSIMHEHUSM, TIEPEUNCICHHBIM B BapHaHTE OCYIISCTBICHUS 33), HOMOJHUTEIbHbIE
coenuHeHUsT GopMyIibl (I) B COOTBETCTBHU C BAPHAHTOM 1) BBIOMPAIOT U3 CIEAYIONTUX COSTUHEHUH:
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meTu1 N-(2-(3-((2-(andTopmMeTorcH )-6-MeTHIMUPUANH-3 -1 )kapOamMon)-3-(2-
usonponmideH )azeTuauH- 1 -mi)-2-0kco3Ti1)-N-(2-MeTOKCHI THII ) TN L UHAT;

N-(2-(3-((2-(mupTopMeTOKCH)-6-MEeTHIMTUPUAUH-3 -1 ) kapOaMoni)-3-(2-
nzonponundenni)azeTuann-1-mm)-2-0kco3Tni)-N-(2-MEeTOKCUITHII ) TN L 1H,

metu (2-(3-((2-(mudTopMeToKCH )-6-MeTHIMUPUANH-3 -1 )kapOaMon)-3-(2-
u30nponmI(eH I )a3eTuanH- 1 -11)-2-0KCO3 THII ) [ITHLHHAT,

(2-3-((2-(audpTOpMETOKCH )-6-METHNTUPUANH-3 -1 )kapOaMon)-3-(2-
nzonponuideHns)azeTuanH-1-1i)-2-0KCOI T )TIULHKH;

N-(2-(3-((2-(mupTopMeTOKCH )-6-MeTHIMTUPUAUH-3 -1 )kapOamon)-3-(2-
uzonponmideH )azeTuauH- 1 -11)-2-0Kco3THI )-N-3THITJIHLUH;

3-(2-n3zomponundenmn)-N-(6-MeTHI-2-NPONOKCUTHPHANH-3 -1i1)-1-
cynbpamonazeTuauH-3-kapbokcamun,

N-(2-(nudTopMeTOKCH )-O-METHIMTHPUAUH-3 -111)-3-(3-H30NPONUNITHPUAUH-2 -
WI)a3eTUANH-3-KapOoOKCcCaMu;

4-(3-((2-(nudpTropmMeToKCH)-6-MeTUIIHPHUANH-3 -1 )kapOamon)-3-(3-
HU30MPONHIMUPUINH-2-HIT)a3e TUANH- | -11)-4-0KkcOOyTaHOBasI KUCJIOTA,

N-(2-(audTopMeTOKCH )-O-MEeTHIMTHPUTUH-3 -111)-3-(3-H30NPONUNTHPUIUH-2 -
un)-1-cynbhamonnaszeTuanH-3-kapOOKCaMuUI;

N1-nuxnonponun-N3-(2-(nudpTopMeToKCH )-6-MeTHIMHPHUIUH-3 -11)-3-(3 -
U3OMPONIINUPUAIUH-2-1I1)a3eTUANH- |,3-1ukapbokcamu;

N-(2-(nudpTopmMeToKCH)-O0-MeTHNNTHPUANH-3 -111)- 1 -(5-pTOp-2-MEeTHINMHPUMUTUH-
4-un)-3-(3-u30npONUINUPUANH-2 -1 )a3eTHINH-3-KapOOKCaMHuI;

N-(2-(audpTopmMeTokcH)-6-MeTHNNIHPUANH-3 -11)- 1-(3-pTOp-6-MeTHINMHPUANH-2 -
ni)-3-(3-130NMPONMUITTUPUINH-2-1IT)a3e THANH-3 -KapOOKCaMHUI,

N-(2-(nudTopMeTOKCH )-O0-MEeTHIMTHPUANH-3 -11)-3-(3-H30NPONUNTHPUAUH-4-
W1)a3eTuauH-3-kapbokcaMun;

N-(2-(aupTopMeTOKCH )-6-MEeTHIMHPUAUH-3 -111)-3-(3-U30np oMU PUINH-4-
un)-1-cynbdpamonnazeTuanH-3-kapOoKcaMun;

N-(2-(nudropmeTorcn)-6-MeTHINUPUANH-3 -1T)-3-(3-U30IPONHITUPA3UH-2 -

Wi1)a3eTuauH-3-kapOOKCaMuI;, U
N-(2-(audpTOpMeEeTOKCH)-6-MEeTHINUPUANH-3 -HIT)-3-(3-U30PONUINHPA3HH-2-1T)-

1-cynbdamonnazerunuu-3-kapOoOKCaMua.
36) B nmomosHeHME K COEIMHEHMSIM, MEPEUUCICHHBIM B BapHaHTax ocymiectBieHus 33) u 34), nonoiHu-
TenbHbIe coeanHeHust hopmyisl (I) B COOTBETCTBHM C BapHaHTOM 1) BEIOMPAIOT U3 CIEAYIOIUX COCIMHEHHH]:
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N-(5-x50p-3-MeTOKCHIUPHUAUH-2-1T)-3-(2-u30onponideHmn)a3e THAHH-3 -
kapbokcamun,

N-(5-6pom-3-MeTokcunupuanH-2-mui)-3-(2-n3onponuindeHnui)a3eTHIuH-3 -
kapOOKCaMu,

N-(5-xm0p-3-(nudpTopMeTOKCH )TUpUgUH-2-1i)-3-(2-
uzonponundeHnn)aseTuanH-3-kapOoKcaMu;

N-(5-6pom-3-(gudTopMerokcH )mupuguH-2-mi)-3-(2-
nuzonponundeHnn)aseTuanH-3-kapOoKcaMu;

N-(3-(nudpropmeTokcn)-5-mMeTunTUpUANH-2-11)-3-(2-
uzonponundeHnn)aseTuanH-3-kapOoKcaMu;

N-(3,5-nuMeToKCHITUPUANH-2-1IT)-3-(2-u3onponundeHu)a3eTuInH-3 -
kapOOKCaMu,

N-(5-xn0p-3-(nudropmerokcu )nupuaun-2-mi)-3-(2-
IUKJIOTEHTHII( €HIIT )a3e TUANH-3 -KapOoKCcaMuI,

N-(5-xm0p-3-(nudTopMeTOKCH )TUPUAUH-2-1JT)-3-(3-M30TIPOTTHUITTHPUTUH-2 -
Wi)a3eTUANH-3-KapOoKcaMu,

METHUI 4-(3-((5-xnop-3-(nudropmMeTokcH)mUpUaUH-2-1i)kapbamoni)-3-(2-
nzonponuindeHni)aseTuant-1-mn)-2,2-numMeTnadyTaHoar,

4-(3-((5-xnop-3-(nupropmerokcu )mupuanH-2-mi)kapdamonn)-3-(2-
uzonponundeHnn)aseTuauH-1-ui)-2,2-nuMeTUI0yTaHOBasT KUCIOTA,

4-(3-((5-0pom-3-(nudropmerokcu )nupuanH-2-un)kapdamoni)-3-(2-
u3onponuiadeHnt)azeTuanH-1-un)-2,2-1uMeTHI0yTaHOBAST KHCJIOTA;

METHUIT 4-(3-((5-6pom-3-(audTopMeTOKCH ) TUPUAUH-2 -1 )kapOamon)-3-(2-
n3onponuingeHun)a3eTuaAuH-1-1mn)-2,2-ruMeTH-4-0okcodyTaHoar,

4-(3-((5-0pom-3-(nudropmerokcu )upuanH-2-un)kapdamonin)-3-(2-
n3zonponuiag eHui)a3eTHAnH- 1 -11)-2,2-TuMeTHI-4-0kcOOyTaHOBAsI KUCIIOTA,

4-(3-((5-xn0p-3-(nudTopMeTOKCH ) TUPHUINH-2-11)KapOamon)-3-(2-

n3zonponuiageHui)a3eTHAuH- 1 -11)-2,2-TuMeTHI-4-0KkcOOyTaHOBAsI KUCIIOTA,
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4-(3-((5-xnop-3-meTOKCUMUPUAUH-2-Un)Kapbamoni)-3-(2-
usonponuiadern)azeTuann-1-mn)-2,2-1umMeTii-4-okcoOyTaHOBast KUCIIOTA;

4-(3-((5-6pom-3-MeTokCHNIUPUANH-2-UT)KapOaMomn)-3-(2-
u3omponmiIQeHm)aseTuAnH- 1 -1m1)-2,2 - THMe TII-4-0kcOOyTaHOBAst KUCIIOTA,

4-(3-((3-(nudpTopmMeTOKCH )-5-METHITUPUANH-2 -1 )KapOamon)-3-(2-
U30MponmIQeHI)a3eTUANH- 1 -11)-2,2 - TUMe THI-4-0kcOOyTaHOBAs KUCIIOTA,

1-(2-(3-((3-(mudpTOpMeTOKCH )-5-METHINTUPUIMH-2 -1 )KapOaMon)-3-(2-
HU30IPONUI( eHIT)a3e THANH- | -1IT)-2-0KCO3 T ) UM KJIO0yTaH- 1 -kapOOHOBas KHCIOTA,

6emsun  3-((3-((3-(mudTopmMeTOKCH)-5-MeTHINHPUANH-2-1)KapOamoni)-3-(2-
uzomponuad eHU)a3eTHANH- | -1JT)CyIb(POHUI )IPONAHOAT;

3-((3-((3-(mudropmerokcu)-5-mMeTHNNUPUAHH-2-11)KapOamomn)-3-(2-
U30NPONUI( eHMI )a3e TUIUH- 1 -11)CyIb(QOHMI )TPONAaHOBAasi KUCJIOTA,

N-(5-xn0op-3-meTokcunupuauH-2-ui)-3-(2-uzonponundermn)-1-
cynbhaMonnaszeTuANH-3-kapOoKcaMuy;

N-(5-6pomM-3-mMeTokCHIHPUANH-2-11)-3 -(2-n3onponunpenun)-1-
cyiabhamMounazeTHaANH-3-KapOOKCaMHuN,

N-(5-xn0p-3-(audTopmeTokcu )mupuaun-2-mi)-3-(2-uzonponundennn)-1-
cynbhaMonna3eTuANH-3-kapOoKCaMuz;

N-(5-6pom-3-(nudTopmMeToKCH )TUpUANH-2-1I)-3-(2-n3onponundenun)-1-
cynbhaMonnaszeTuaANH-3-kapOoKcamMuz;

N-(3,5-pumeTokcunupuauH-2-mi)-3-(2-uzonponmidernn)-1-
cynbhaMonIa3eTHANH-3-KapOoKcaMuI,

N-(5-xn0p-3-(audTopMeToKcH )TUPUAUH-2-111)-3-(2-UKIONeHTHI( eHnT)- 1 -
cynbhaMonna3eTuANH-3-KkapOoKCaMux;

N-(5-xnop-3-(audTopMeTOKCH )TUPUAUH-2-1T)-3 -(3 -U30NPONHITHPUIUH-2- 1T )-
1-cynbdamonnaseTHANH-3-kapOOKCaMuL;

N°-(5-xn0p-3-(audropmeroxcu)nupunun-2-un)-N' -ukaonpommi-3-(2-
uzonponuiadeHu)azeTuauH-1,3-nukapbokcamun,

N°-(5-6pom-3-(mudropmerokcu )mupunns-2-un)-N' -k aonponun-3-(2-
usonponmidenmn)azeTuaun-1,3-qgukapbokcamMun;

2-MeTOKCH-2-0KCO3THII 3-((3-(nudTOPMETOKCH )-5-METUNTTHPUAUH-2 -
win)kapbamomnin)-3-(2-u3onponmwidennn)azeruans- 1 -kapbokcniar,

2-((3-((3-(mudropmerorcu)-5-MeTunnupuAUH-2-uia)kapdamonn)-3-(2-

Hu30nponuiIQ eHII )a3eTUIUH- 1 -kapOOHUIT ) OKCH)YKCYCHAs KHCIIOTA,
1-((3-((3-(andTOPMETOKCH )-5-METHIMTHPUANH-2 -1 )KapOamonn)-3-(2-

n3onponmiIeHIIT)a3e TUANH- 1 -kapOOHNT)OKCH ) IIIKIIONpONaH- 1 -kapOOHOBasg KHCIIOTA,
u
N-(3-(nudropmerokcu)-5-mMmeTunnupuann-2-ui)-3-(2-usonponuidennn)-1-(4-

0KCO-4,5-TUTUAPOOKCA30I-2-1IT)a3eTUANH-3-KapOoKcaMu .

Coenunenust popmyn (1), (II) u (III) B cooTBeTcTBUM ¢ BapHaHTaMH ocymiecTBieHus 1)-36) u ux ¢apma-
LIEBTUYECKH NPHUEMJIEMbIE COJIM MOKHO NPUMEHSTH B KaueCTBE JICKAPCTBEHHBIX CPEJCTB, Hampumep, B (opme
(hapMarieBTHIEeCKMX KOMIO3ULIUHA /I SHTEPAIBHOIO (TaKOro KakK, B OCOOCHHOCTH NEpOPAIBHOrO, HApUMeEp, B
(hopMe TabNIEeTK! WK KalCyJIbl) WM MTApSHTEPAITFHOTO BBEACHHS (BKIIIOYAsi MECTHOE HAHECCHHUE MM MHTAIISIIHIO).

WsroToBnenne (apManeBTHYECKUX KOMITO3MIMH MOXKHO OCYIIECTBISTH CIIOCOOOM, W3BECTHBIM JIOOOMY
CIELUAINCTY B JaHHOI oOsacTH TeXHHUKH (cM., HanpuMep, Remington, The Science and Practice of Pharmacy,
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21-e m3manme (2005), wacte 5, "Pharmaceutical Manufacturing”" (omy6mukoBano Lippincott Williams &
Wilkins)) myrem BBeaeHHs OIMCaHHBIX coequHeHni Gopmyisl (1) mim nx gapmaneBTHIECKH NPUEMIIEMBIX CO-
Jiel, HeoOA3aTeIFHO B KOMOMHAIINY C APYTHMH TEPANleBTHYECKH IICHHBIMU BEIIECTBAMH, B TaJICHOBYIO JICKapCT-
BEHHYIO (pOpMYy BMECTE C TPUTOAHBIMH, HETOKCHYHBIMH, HHEPTHBIMH, TCPAIIEBTUYECKH COBMECTUMBIMHU TBEp-
OBIMH WIH JKUAKAMH BEUIECTBAMU-HOCHTEISIMHA W, MPHU HEOOXOIMMOCTH, OOBIYHBIMHU (hapMaleBTHYCCKUMHU
BCIIOMOTATEeIILHBIMH BEIIIECTBAMH.

Hacrosiee n3o00peTeHne Takke OTHOCHTCS K CTIOCO0Y MpeToTBpAeHUS/TIPO(GUIAKTUKY WK JISICHHS 3a-
0oeBaHUS WIIN PACCTPOMCTBA, YIOMSHYTOTO B HACTOAIICH 3asBKE, BKIIIOYAIOIIEMY BBEICHHIO CYOBEKTy (hapma-
LEBTHYCCKH aKTUBHOTO KonmdectBa coenuHeHus Gopmy (1), (II) wmu (III) B cOOTBETCTBUM C BapHaHTaMH OCY-
miectBieHus 1)-36).

Bo n3bexanue HEBEPHOTO TOJKOBAHUS CIEAYeT OTMETUTb, €CIHM COCIUHEHUs ONMCHIBAIOTCS KaK MPUTOJI-
HBIC JIIS IPEIOTBPAICHUS/TIPO(ITAKTUKY WK JICYCHHUS OMPEICIICHHBIX 3a00ICBaHU, TAKUE COCTUHCHHUS TAKKE
OPUTOAHBI Al TPUMCHCHHS JUIS TPHUTOTOBJICHUS JIGKAPCTBEHHOI'O CPEICTBA IS IPEJOTBpAIle-
HUS/TIPOQUIAKTHKA WM JICYCHUS yKa3aHHBIX 3a0oneBaHuil. [1og0OHBEIM 00pa3oM, TaKue COCHMHCHHS TaKKe
MIPUTOIHBI I crioco0a MpeaoTBpaIeHus/MTPOoGUIaKTHKA WA JISYCHHUST TaKuX 3a00JieBaHWH, BKIIOYAIONIETO
BBEJIEHHUE CYOBEKTY (MIIEKOIUTAIOIMIEMY, B OCOOSHHOCTH YEJIOBEKY), HYXIAIoImeMycsl B 3ToM, 3(G(HEKTHBHOTO
KOJINYECTBA TAKOTO COCTMHECHNUS

Coenunenns Gopmya (1), (IT) u (IIT) B COOTBETCTBUY C BapHaHTaMH OCYIIECTBIEHUS 1)-36) SBISIOTCS TpH-
TOJIHBIM ISl TIPEJOTBPAIICHUS W/niH lederus Guodpo3a (1 3a00JIeBaHUN WM PACCTPOMCTB, CBSI3aHHBIX C PUOPO-
30M), I IPYTUX PACCTPOMCTB, ONIOCPEAOBAHHBIX TIepeadeli CUTHAJIOB ¢ ydacTHeM perentopoB LPA,.

Tepmun "¢pubpo3" OTHOCATCS K COCTOSIHUSIM, KOTOpBIC CBSI3aHBI C aHOMAaJbHBIM HAKOIUIEHHEM KIIETOK
n/un puOpOHEKTHHA, W/WIIH KOJIJIareHa, W/WIN HOBBIIIEHHBIM PEKPYTHHIOM (HOpoOIacTOB B OpraHe; BKIIOYas
(huOpo3 OTHETBPHBIX OPTaHOB WM TKAaHCH, TaKMX KaK Cepjlle, IMOYKa, MeYeHb, CYCTaBhl, JIETKOE, IUICBpATbHAS
TKaHb, IMEPUTOHCATbHAS TKaHb, KOXKa, POTOBHIIA, CETYATKA, CKCICTHO-MBINICYHAS TKAHb U JKEIYIOYHO-
KUIICYHBII TPAKT.

Tepmun GuOPO3 B YaCTHOCTH, MOXKET OBITH ONpeesieH KaK BKIFOUYAIONIHi Bce (GopMbl (HUOpo3a JETKHX,
BKITIOUasi 3a00JIeBaHUS JIETKUX, CBSA3aHHBIE ¢ (HUOPO30M, BKIIIOUAs WAMONATHYECKHHA (HUOpO3 Jerkux; Guopo3
JIETKWX, BTOPUYHBIA K CHCTEMHOMY BOCIIAJIHTEIFHOMY 3a00JI€BaHUIO, TAKOMY KaK PEBMaTOWAHBIA apTPHUT, CKIIe-
pozepMus, BOTYAHKA; KPUITOTCHHBIN (UOPO3UPYIOMNI aTbBEOJUT; GUOPO3 JETKUX, BTOPUIHBIH K CAPKOUI03Y;
STPOTEHHBIH (PUOPO3 JIETKUX, BKITFOYAst BHI3BAaHHBIN PAIMOAKTUBHBIM 00ydeHreM (prOpo3; CHIINKO3; HHIYIIHPO-
BaHHBIN acOecToM (hUOpO3 JeTKuX; U GUOPO3 TUICBPHI,

¢udpo3 nouek; BKIOUas GuOpo3 mouek, cBsi3aHHbI ¢ XBII, XpOHUUECKOW MOYEYHOI HETOCTATOYHOCTEIO,
TyOyJIOUHTEPCTHIMAIEHBIM HE()PUTOM H/WIH XPOHHYCCKUMH HE()PONATHIMHU, TAKIMH KaK (TICPBHYHBIN) TIIOME-
PYJIOHEDPHUT U TIIOMEPYIOHEPPUT, BTOPUIHBIN K CHCTEMHBIM BOCHAIUTEIBHBIM 3a00JICBaHUSM, TAKHUM KaK BOJI-
YaHKa ¥ CKJepoJepMusi, 1uabeToM, (OKalnbHO-CErMEHTapHBIM TJIOMepyiockiepo3oM, IgA-nedponarueit, ru-
MEPTCH3UCH, TIOYCYHBIM aJUTOTPAHCIUTAHTATOM, U CHHIPOM AJIBIIOPTA;

¢udpo3 KeIyTOUYHO-KUIIICYHOTO TPAKTa, BKIIOUYas PUOPO3 KETYIOYHO-KHUIIICUHOTO TPAKTa, BTOPUIHBIA K
CKJIEPOJCPMHUH, U BRI3BAaHHBIN PaHOAKTHBHBIM 00TydeHnEeM GHOPO3 KETyIOTHO-KHUIIIEUHOTO TPAKTa;

Bce GopMbl GUOpO3a MEUeHH, BKITIOYAs [IUPPO3, ATKOTONBHBINH (HOPO3 MeueH!, HEaIKOTOJILHBIA CTeaTore-
TIATHT, MTOBPEXICHHUE JKEITIHBIX MPOTOKOB, IIEPBUYHBIA OMIHAPHBIA UPPO3 (TaKKe M3BECTHRIM KaK MEPBUYHBIN
OWJIMapHBIN XOJIAHTHT), HHIYIIMPOBAHHBIH HH(DEKIMe i BupycoM Gpubdpo3 nedeHn (Hanmpumep, XpoHUIecKas
BI'C undexmus), 1 ayTOMMMYHHBIH TeNaTHT;

(uOpo3 TOJIOBEI U IIEH, BKIIOYAst BEI3BAHHBIN PalHOaKTUBHBIM 00TydeHHEeM (hYUOPO3 TOJIOBHI U IIICH;

pyOueBanne poroBunpbl, Bkirouas rnocienctsust LASIK (nasepHsli crienuani3upoBaHHBIA KepaTOMMIIE3),
TPAHCIUIAHTALMN POTOBHIIBI U TPAOCKYIIKTOMUHY;

runepTpopuueckoe pyOIieBaHHE U KEJOWIBI, BKIIOYas BEI3BAHHOE 0XKOTOM THIlepTpoduieckoe pyOresa-
HHE WIN THIepTpoduuecKoe pyoleBaHNe 1oCye ONepaTHBHBIX BMENIATEIILCTB, H KEIOHIb;

u apyrue ¢pubpo3upyromue 3a00eBaHus, HaPUMeEp, IHAOMETPHO3, GUOPO3 CITMHHOTO MO3ra, MUeTI0(pHO-
po3, Gpubpo3 MHUoKapaa, MEpUBACKYIAPHBIN (HUOPO3; a Takke 0Opa3oBaHue PyOIIOBON TKaHH, OoJie3Hb [leiponu,
Criaiiky OPIOIITHOM TOJIOCTH MITH KHUIIEYHUKA, PrOp0o3 MOUEBOTO My3bIpsi, GUOPO3 HOCOBOTO MPOX0Ja, U GUOPO3,
oTIoCpeIoBaHHbIN (hrbdpodIacTamu.

Tepmun "npenorBpamienue/mpodriaktuka Gudposa" BKIOYAaeT IpenoTBparieHne Guodposa y cyOnekrTa,
KOTOPBII OBUT MMOABEPTHYT OJHOMY MM HECKOJIBKHM OKPYXKAIOIIUM YCIOBHSAM, KOTOpPbIEC, KaK N3BECTHO, YBEIH-
YUBAIOT pHUCK (hrOpo3a opraHa WM TKaHW, B OCOOCHHOCTH PUCK (PuOpo3a JIETKOTO, MEUECHN WM TOYKH; WIH Y
CyOBEKTa, KOTOPBI MMEET TeHETHYECKYIO MPEAPACIIONOKEHHOCT K Pa3BUTHIO (puOp03a opraHa WM TKaHH; a Tak-
JKe MPETOTBPAIICHUE WITH MUHUMU3AIIUIO PyOIIEBaHHS TTOCIIC TPABMEI, BKJIFOYasl OTIEPATHBHOE BMEIIATEIIHCTRO.

Jlpyrue HapyuieHusl, OIIOCpEeIOBaHHbIE Iepeaadell CUTHaJIOB ¢ yuyacTueM penentopoB LPA,, B yacTHocTH,
BKJIIOYAIOT JIEPMATOJIOTHYECKNE HapyLIeHUs], 00Jb, 3JI0KauYeCTBEHHBIE M JHOOpOKaueCTBEHHBIE IPOH(epaTnB-
Hble 3a00J1€BaHMs, peCIMPATOPHBIC 3a00JIeBaHNs, HAPYIICHHS CO CTOPOHBI HEPBHOI CHCTEMBI, CEPCYHOCOCY U~
CTbIe 3a00JIeBaHus, U BOCTIAJINTEIbHBIC 32a00JI€BaHNs, 0)KUPEHHE, a TAKIKE PE3UCTEHTHOCTh K HHCYIIHHY.

TepmuH "nepMaTonornueckoe HapynieHue" OTHOCUTCS K 3a00JIeBaHUIO KOKU. Takue JepMaToIOTHISCKUE
HapyIICHUS BKIIOYAIOT MposM(epaTHBHBIC FIM BOCHANUTEIBHBIC 3a00JI€BaHUA KOXKH, TaKHe KaK CHCTEMHBIN

- 40 -



040901

CKJIEPO3, aTOMUYCCKUN JAEPMATHUT, OYJUIC3HBIC PACCTPOICTBA, KOJUIATCHO3, TICOPUA3, CKICPOACPMHUS, TICOPUATH-
YECKHE MOPaKEHUSI, IEPMATUT, KOHTAKTHBIA JIEPMATHUT, dK3eMa, YPTUKApUs, po3aliea, 3aKUBJICHUE paH, pyole-
BaHHe, THIEpTpoUIecKoe pyOueBanue, keixouabl, 6one3ns Kapacakm, cuaapom Illerpena-Jlapccona; B oco-
OCHHOCTH CHCTEMHBIN CKIIEPO3.

TepmuH "001B" OTHOCUTCSI K OCTPOIA 00JIH, XpOHUIECKOH 00 M HeBponaTuieckor 6om. OTIENbHO B3s-
TBIM TIPUMEPOM sIBJIsIeTCsl pruOpommanTusi, B ocobeHHOCTH (prOpoMuanTrs, KOTopas sSBISETCS CIEICTBHEM 00pa-
30BaHus HUOPO3HOH pyOIIOBOI TKAHU B COKPATUTEIHHBIX MBIIIIAX, U OHKOJOTHIECKast 00JIb.

TepmuH "3510Ka4eCTBEHHOE U JOOpOKadYeCTBEHHOE MpoiudepaTuBHOE 3a00IeBaHne" B 0COOEHHOCTH OTHO-
CUTCS K 3JI0Ka4YeCTBEHHOMY HOBOOOPA30BAaHWIO, U KOHTPOJIO MPONU(EPAIl OMyXOJCBBIX KJIETOK, HHBa3HU
W/WIIA METACTa3UPOBAHUS KapIIMHOM.

TepMmuH "31m0KaYeCTBEHHOE HOBOOOPa30BaHHE" OTHOCUTCS KO BCEM THIIAM 3JIOKAUYECTBEHHBIX HOBOOOPa30-
BaHUIA, TAKUM KaK KapIIMHOMBI; aJICHOKAPIIMHOMBI; JICHKO3bI, CAPKOMBIL;, TUM(OMBI; MUECIIOMBI; METACTATUICCKHE
TUTBI 3JI0KAYECTBCHHBIX HOBOOOPA30BaHUIL, OMMyXOJH TOJOBHOIO MO3Ta; HEHPOOIACTOMBI;, 3JI0KAYCCTBCHHEIC
HOBOOOPA30BaHMS MMOJKEITYJOYHON JKEJIe3bl; 3J0KAYeCTBEHHBIC HOBOOOPA30BaHUS JKEIYAOYHO-KHIICYHOTO
TpaKTa; 3JI0KaYeCTBEHHBIE HOBOOOPA30BaHUS JIETKOTO; 3II0KAaYeCTBEHHBIE HOBOOOPA30BaHUS MOJIOYHOH KeJIe3bl;
3JI0KAYECTBEHHBIE HOBOOOPA30BaHMS MPEACTATEIHHOM JKeJe3bl; 3JI0KaYeCTBEHHBIE HOBOOOPAa30BaHMS 3HIOMET-
pHsL; 3II0Ka4eCTBEHHBIE HOBOOOPA30BaHUS KOXKH; 370Ka4eCTBEHHBIE HOBOOOPA30BAHUS MOYEBOTO ITY3BIPS; 3JI0-
KadeCTBEHHbIE HOBOOOPA30BAHMS TOJIOBBI W IIEH; HEHPOIHIOKPHUHHBIE OIYXOJIH; 3JI0KaYeCTBEHHBIE HOBOOOpa-
30BaHMs SMYHMKA; 37J0KAYECTBEHHBIE HOBOOOPA30BaHUS IMICWKH MATKH; OITyXOJH POTOBOH ITOJIOCTH; OIYXOJH
HOCOTJIOTKH; TOpaKaJbHBIE 3JI0OKaYeCTBEHHBIE HOBOOOPA30BaHUS, M OIyXOIH, HHAYLHNPOBAaHHBIC BUpycoM. B
0COOCHHOCTH TEPMHH OTHOCHUTCS K ME30TEIMOME IUICBPHI, ME30TEIIMOME OpPIOIIMHEI U METacTa3aM B KOCTH, a
TaKXKE OMYXOJISIM TOJIOBHOTO MO3Ta, BKJIFOUAs METACTa3bl B TOJOBHOW MO3T, 3JI0KAYECTBEHHBIC TIHOMBI, MYJIb-
TU(POPMHYIO TIIHOOIACTOMY, MEAYILIO0IACTOMY, MEHHHTHOMY; HEHPOOIacTOME; paKy IMOIKEITYI0UHON KENEe3bl,
BKITIOYAsl aJCHOKAPIIMHOMY ITOJDKEIYJOYHOM >KeJIe3bl/alcHOKAPIIMHOMY IPOTOKOB IOJKEITYTOYHON JKEIE3HI;
3JI0KAYECTBEHHBIM HOBOOOPA30BAHUAM JKEITYIOYHO-KUIICYHOTO TPAKTA, BKIIOYAsT KAPIIMHOMY O0OIOYHOM KHIII-
K{, KOJOPEKTAJbHYIO aJeHOMY, KOJOPEKTAJIbHYIO aJICHOKapPIIMHOMY, METACTATHYECKHH KOJIOPEKTAIBHBIN pak,
ceMelHbIN ajieHoMaTo3HbIi monumo3 (FAP), pak xemyaka, pak )KeITTHOTO My3bIps, XOJaHTHOKAPIIMHOMY, Tera-
TOTCIUTIOJSIPHYIO KapIMHOMY; capkoMe Karomm; jeiko3am, BKJIIOYAs OCTPHIM MHeNoOJIacTHBIN Jneikos3, T-
KIIETOYHBIA JICHKO3 B3pOCIBIX; JuMpomaMm, BKIrodas duMmdomy bepkutra, nmumdomy XoMHKKUHA, TAMPOMY
MALT-Tuma, u nepBUYHYIO BHYTPHUTIA3HYIO B-kinerounyio muM@oMy; paky JIETKUX, BKII0Yas HEMEITKOKICTOY-
HBIH paK JIETKHUX; PaKy MOJIOYHOH jKeJe3bl, BKII0Uask TPHKIbI HETATUBHYIO KapIIHHOMY MOJIOYHOMN XKeJe3bl; pad-
JIOMHOCapKOMe; paKy MPeCTaTeILHON JKeNe3bl, BKIIOYas KaCTPAMOHHO-PE3UCTECHTHBIN paK MPeICTaTeIbHON
JKEIEe3bl; IIIOCKOKICTOYHOMY paKy IMHIICBOAA; MIIOCKOKICTOYHON KapuuHOME (TIOJIOCTH PTa); PaKy SHIOMETPHS;
KapIIMHOME NIMTOBHIHOW KEJEe3bl, BKIIOYAs MANMUBIPHYIO KapIIMHOMY INMUTOBHIHOM JKEIE3bl; METacTaTHde-
CKUM THIIaM 3JI0Ka4eCTBEHHBIX HOBOOOPA30BAaHWI; JICTOYHBEIM METACTa3aM; PaKy KOXW, BKIOYas MEIAHOMY U
METAaCTaTHYCCKYI0 MEJIaHOMY; paKy MOYEBOTO MY3BIps, BKIOYAs pak CaMOr0 MOYEBOTO MY3HIPS, YPOTEIHANb-
HOKIICTOYHYIO KapIIMHOMY; MHOXKECTBEHHBIM MHEJIOMaM; OCTEOCapKOME; paKy TOJIOBBI U IIEU; U KapIIHHOMAaM
MOYKH, BKIIFOYAsI MTOYEUHO-KIETOUHYIO KapIIMHOMY, CBETJIOKICTOYHYIO TIOYEYHO-KIETOYHYIO0 KapIHHOMY, MeTa-
CTaTUYECKYI0 TOYEYHO-KIETOUYHYIO KapIMHOMY, METacCTaTHYECKYI0 CBETJIOKJIETOUYHYIO IT0YEYHO-KICTOYHYIO
KapIMHOMY; a Tak)Ke HEeHPOIHIOKPUHHBIM OIYXOJISIM; PaKy SIMYHUKOB; paKy IMIEHKH MaTKH; OIyXOJISIM POTOBOM
TIOJIOCTH; OIYXOJISIM HOCOTJIOTKH; TOPaKabHOMY paKy; XOpHoKapIHoMe; capkoMe KOnHTra; u omyXxossMm, HHIy-
IIUPOBAHHBIM BHPYCOM.

Tepmun "pecnimpaTopHoe 3a001eBaHUe" OTHOCHTCS K 3a00JICBAHUSIM, MTOPAKAIOIIMM OPTaHbl, KOTOPBIC BO-
BJICUCHBI B MPOIIECC ABIXaHUs, TaKAe KaK HOC, TTIOTKA, TOPTaHb, CBCTAXUEBBI TPYOBI, Tpaxes, OPOHXH, JICTKHE,
COOTBETCTBYIOIINE MBIIIIEI (HAIPUMED, TuaparmMa u MexxpeOepHbIC MBIIIIE) U HEPBEL. PecniuparopHbie 3a00-
JICBaHUS BKJIFOYAIOT MHTCPCTHIHANEHYIO MHEBMOHUIO, aCTMY, OTHOCSIIYIOCS K JIFOOOMY HApYIICHHIO JETKHUX,
XapaKTePU3YIOIIEMYCsl BapHAIIUSIMH Ta30BOTO MOTOKA B JICTKHX, KOTOPBIC CBS3aHBI C CYXKCHHEM JIbIXaTEIbHBIX
MyTel, BBI3BAaHHBIM JII000I NpUYMHOI (BHYyTpeHHEH, BHENTHEH WM 00€MMH; aJUIeprHYecKoi MiIN Heasiepruye-
CKO¥), BKJTIOUAsi PECHUPATOPHBIN TUCTPECC-CHHAPOM B3POCIBIX M aJUIEPTHUECKYIO (9K30T€HHYIO) acTMy, Heal-
JIEPTUIECKYIO (IHIOTECHHYIO) aCTMY, OCTPYIO TSDKEIYIO acTMY, XPOHHYECKYIO aCTMY, KIMHUYECKYIO acTMY, HOU-
HYIO acTMy, aJUlepreH-HHAYIIMPOBAHHYIO aCTMY, aCIIUPHH-IyBCTBUTEIBHYIO aCTMY, aCTMY (PH3HYECKOTO HAIpPS-
JKeHHS, M30KAITHUIECKYIO THIIEPBEHTHIISIINIO, aCTMY, HA9aBITyIOCS B AETCTBE, aCTMY, HAYaBIIYIOCS BO B3POCIIOM
BO3pacTe, KallJIeBYI0 acTMY, MPO(ECCHOHATFHYIO aCTMY, CTEPOUI-PE3UCTCHTHYIO aCTMY, CE30HHYIO acTMy; PH-
HUT, BKJIIOYAsi CE30HHBIM aJUIEPTHUECKAN PUHHT, KPYTJIOTOIUYHBIN aJUIEPTHUECKH PUHHT, XPOHUYECKOe 00-
cTpykTHBHOE 3a0oneBanue yerkux (XO3JI), Bkirouass XpOHUUECKUH OPOHXHUT WM 3M(HU3EMYy; BOCIIAJICHHE [TbI-
XaTeJbHBIX MYTEH, CApKOUI03, KUCTO3HBIH (HhUOpPO3, THIIOKCHIO, U OCTPOE MOBPESIKICHUE JISTKUX M OCTPHIN pec-
MUPATOPHEIN TUCTpece (BKJIFOYAs BBI3BAHHBIC OaKTEPHATBHON IMTHEBMOHHCH, TPaBMOM, BUPYCHOU ITHEBMOHHUEH,
npuMeHeHrneM MBJI, HeleroYHBIM CENCUCOM U acTIHpaIueii).

TepMmuH "HapyllleHHE CO CTOPOHBI HEPBHOM CHCTEMBI" OTHOCSTCS K COCTOSIHUSIM, KOTOPBIE M3MEHSIOT
CTPYKTYpPY WK (YHKIMOHUPOBAHHUE TOJIOBHOTO MO3Ta, CIHHHOTO MO3Ta WIH Mepu(epuIecKoil HEPBHON CHUCTE-
MBI, BKJIIOYasi, HO HE OTPaHMYMBAsICh 3THUM, 00JIE3Hb ANbLrediMepa, OTEK TOJIOBHOTO MO3Ta, PACCESHHBIA CKIIe-
po3, Helpomatuy, 60e3Hb [lapkuHCOHA, HAPYIIEHUSI CO CTOPOHBI HEPBHOW CHCTEMBI B pE3yJIbTaTe TYIOH HIIH
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XUPYPrHYECKOH TpaBMBbI (BKIIIOYAs MTOCIEONEPALIMOHHYI0 KOTHUTHBHYIO JUC(HYHKIHIO U IIOBPEXACHHE CITUHHO-
TO MO3ra WM CTBOJIa TOJOBHOTO MO3Ta, U TPaBMY T'OJIOBBI), MUTPEHb, a TAK)KE HEBPOJOTMYECKUE aCIEKThl Ha-
PYIICHUH, TAaKUX KaK JeTeHepaTHBHOE 3a00JIeBaHNE TIO3BOHOYHHKA U HIITHAC.

TepmuH "cepaedHo-cocyancToe 3adojeBaHue", Kak MCIOIb3yeTCs B HACTOSIIEH 3asiBKE, OTHOCHTCS K 3a-
0oeBaHUAM, TIOPAYKAIOIINM CEPIIEC MIIM KPOBEHOCHBIE COCYBI, WIIM M TO M IPYroe, BKI0Yas HO HE OTPaHUYH-
BasICh ATHM, apUTMHIO (IIPEACEPIHYIO MIIH KEITyTOYKOBYIO WM U Ty U APYTYIO); aTEPOCKIEPO3 U €0 MOCIEACT-
BUSI; UIIEMHUIO TOJOBHOT'O MO3Ta, yap, CTCHOKapIUIO; HAPYIICHHUS CEPJICIHOTO PUTMA; HIIEMHI0 MUOKapAa; HH-
(hapKT MHOKapa; aHEBPU3MY CepJlia WIH COCYIOB, BKIIOYAs aHEBPU3MY aOPTHI, PETHHAIBHYIO WIIEMHUIO; pe-
nepy3MOHHOE MOBPEXKICHNE BCIEACTBHE MIIEMUH TOJIOBHOTO MO3Ta, Cep/lla WM JPYroro opraHa Wi TKaHH;
pecteHo3; nepudepruuecKylo 0OCTPYKTUBHYIO apTEepHUONAaTHIO KOHEYHOCTH, OpraHa WIIM TKaHW; dHIOTOKCHYE-
CKHH, XUPYPrHYECKUI WM TPaBMAaTHUECKHUI IIOK; THIIEPTEH3UIO, TIOPOK KJIallaHa cepla, CepAeYHyI0 Hea0CcTa-
TOYHOCTh, HEHOPMAaJIbHOE apTepHaIbHOE JABJICHHE; IIOK; BA30KOHCTPUKIMIO (BKIIOYAs CBSI3aHHYIO C MUIpe-
HBIO); COCY/IUCThIE HApPYIICHHUsI, TPOMOO3, HEOCTATOYHOCTD, OTPAaHUYEHHYIO OJTHIM OPTraHOM WJIM TKaHBIO.

TepmuH "BocnasuTensHOE 3a00IeBaHUE" BKIIIOYAET TICOPHA3, PEBMAaTOMIHBIA apTPUT, BACKYJIUT, BOCTIAJIU-
TenpHOE 3a00JIeBaHME KHINCYHHKA, JEPMATHT, OCTEOAPTPHUT, BOCTAIUTEIbHOE 3a00JIeBaHHE MBI, BarvHUT,
MHTEPCTUIINATBLHBIN [TUCTUT, CKIEPOJACPMHIO, 3K3eMY, OTTOPKEHHE TPAaHCIUIAHTaTa MOCIe aJUIOTeHHON MIIH Kce-
HOTEHHOW TpaHCIUIAaHTAMHU (OpraHa, KOCTHOTO MO3Ta, CTBOJIOBBIX KJIETOK M IPYTUX KJIETOK W TKAHEH), peaKIiio
"TpaHCIUIAHTAT MPOTHB X035 MHA", CMeIIaHHOe 3a00JIeBaHNE COCTUHUTEILHON TKaHH, KPaCHYIO BOJYAHKY, IHa-
oer I Tuma, nepmaromuosur, (hiaedur, cuaapom lllerpena, rpanynemaro3 ¢ anruonatueii (GPA, rpanymemaro3
Berenepa), Tupeonaut (HanpuMmep, THPEOUIUT XAaIIMMOTO W ayTOMMYHHBIH THPEOHWIUT), MHACTEHUIO TPaBUC,
AyTOMMMYHHYIO TE€MOJIMTHYECKYI0 aHEMHIO, XPOHHYECKUH PEeUIUBUPYIOIINI TeNaTHT, alJIeprUuyecKuii KOHb-
IOHKTHBHT, aTOIMYECKUIl IEpMATHUT, CHHYCHT M BOCHIAJICHUE, OIIOCPEI0BAaHHOE HEHTPODUIaMU.

Jlpyrue HapyIlieHus, IpH KOTOPBIX UrpaeT poss perentop LPA|, B 4aCTHOCTH BKJIIOYAIOT paccTpoiicTBa
MPE/ICTATENILHOM JKene3bl ¥ MOYEBOTO ITy3bIpsi, TAKHE KaK J0OpOKauyecTBEHHAsl TMIEPIUIasus IpecTaTeIbHOM
JKeJie3bl, 3a00JIeBaHus, CBSI3aHHBIC C 3030HOMWIFHBIMH W/WIH 0a30(pMILHBIMHI W/WIH ACHAPUTHBIMH KIIETKaMH,
W/WIM PEKPYTUHTOM HEUTPOPHUIIOB /WM MOHOITUTOB W/WiH T-KJIETOK, KapIHOMHOIATHIO, PEMOIEITUPOBaHUE
MHOKap/a, peMOJCITNPOBAHNE COCYIOB, HAPYIICHUS COCYINCTON MPOHHUIIAEMOCTH, 3a00IeBaHUs MTOYEK, ITaIliI-
JSIPHBIA HEKPO3 IOYKH, ITOYEHYHYIO HEIOCTATOYHOCTB, OIYXOJIEBBIH POCT, 3a00yieBaHUs OOMEHa BEIIECTB, 3V,
TJIa3HBIe OOJIE3HH, MAKYJLSIPHYIO JIETEHEPAIHio, YHIOKPUHHBIC HApYIICHHUS, THIIEPTHPEONI03, OCTEOIIOPO3, CBSI-
3aHHBIE ¢ TUabeToM 3aboeBanus (HepomaTus, peTHHOTATHS).

Hacrosimee m3o0peTeHne TOMOJHUTENLHO OTHOCUTCS K coeamaenusM dopmy (1), (IT) u (1) ms nprme-
HEHUS 1J1s1 JIeYeHUs! 3a00JIeBaHUI M HapYIICHUH, YITIOMSHYTBIX B HacTOsIIEH 3asBKe (B OCOOCHHOCTH /IS Jieue-
Hus ¢pubpo3a), rae coenunenue popmya (1), (II) n (II1) npeanazHadeHo i1 mpUMeHEHUS B KOMOWHANWH (JINOO B
OJTHOH (hapMaleBTUIECKON KOMITO3HMLIUH, JTMOO0 B BHJIE OTACIBLHOTO JEUESHHUS) C OJAHUM MM HECKOJIBKHMH aHTHU-
¢ubpoTnueckumu cpencrBamu. IIpuMepbl Taknx aHTH(GUOPOTHYECKUX CPEACTB BKIIOYAIOT KOPTHKOCTEPOHIHI,
MMMYHOCYTIPECCAaHTHI, B-KJIeTOYHbBIE aHTATOHUCTHI M yTEPOTIIOOHH.

[Monyuenne coequuennii popmya (1), (I1) n (1II).

Coenunennst popmyin (1), (II) u (III) MOKHO TIOTYYUTH C TIOMOIIBIO XOPOIIO M3BECTHBIX JTUTEPATYPHBIX
METOJOB, C TIOMOIIBI0 METOOB, IIPUBEIACHHBIX HIKE, C TIOMOIIBI0 METO/IOB, IPHBEICHHBIX B SKCIICPUMCEHTAb-
HOM pa3zesie HIXKe, HIH C TIOMOIIBI0 aHAJIOTHIHBIX METOI0B. ONITUMAaJIbHBIE YCIOBUS PEaKIHil MOTYT BapbHPO-
BaThCSI B 3aBHCHMOCTH OT KOHKPETHO HCIIONIB3YEMBIX PEarcHTOB WM PACTBOPUTEINEH, HO TaKHWe YCIOBHS MOXKET
OTIPENIeNUTh CHCIHAINCT B JAHHOW 00JIaCTH C MOMOIIBIO PYTHHHBIX METOIUK ONTUMHU3AINH. B HEKOTOPHIX ciTy-
Yasx MOPSJIOK IIPOBEACHUS HIDKECIICAYIONINX PEaKIIMOHHBIX CXeM W/WJIM CTaJuil KOHKPETHOH peakIUH MOYKHO
BapbUPOBATH VISl TOTO, YTOOBI COAECHCTBOBATH MPOTEKAHUIO PEAKLIMH WM M30€KaTh HEXKEJIATEIbHBIX ITPOTYKTOB
peakiyn. B o01eli mocneoBaTeIbHOCTU PEAKIIHA, U3TI0KCHHOW HIDKE, POIOBBIC TPYIIITBI Rl, RZ, R3, R4, RS, R®
u L aBnsroTcst TakuMu, Kak onpezaeneHo it popmynsl (I). Jpyrue cokpaiieHus, UCTIONb3yeMble B HACTOSILEH
3asBKE, YETKO OIPECIICHBI, MM SIBJISIOTCS TAaKUMH, KaK OIPEJeNICeHO B 3KCIICpUMEHTAIBHOM paszeie. B Heko-
TOphIX ciydasx ponobie rpymmel R', R%, R, RY, R, R® u L MoryT 6bITh HECOBMECTHMBIMH C COBOKYITHOCTBIO
IPYTUX TPYII, IPOMUTIOCTPUPOBAHHON Ha CXeMax HIKE, M MO3TOMY OyAyT TpeOOBaTh MCIIOIH30BAHMUS 3AIUT-
Heix Tpynmn (PG). [IpuMeHeHne 3alUTHBIX TPYIIT XOPOIIO M3BECTHO B JaHHOHW 00JIACTH TEXHUKH (CM., HATpH-
Mmep, "Protective Groups in Organic Synthesis", T.W. Greene, P.G.M. Wuts, Wiley-Interscience, 1999; P. J. Ko-
cienski, Protecting Groups, Thieme Stuttgart, 1994). JIns nieneii HacTosmero oocyxaeHus OyIeT mpeanoaraTh-
Csl, 9TO TaKWe 3alIUTHBIC TPYMITBI TIPH HEOOXOIUMOCTH HAXOIATCS Ha CBOMX MECTax. B HEKOTOPHIX CiIydasx KO-
HEYHBIA TPOIYKT MOXKHO IOIOJHUTEIFHO MOAUDUIIMPOBATH, HAPUMEp, TyTEM MaHUITYJIMPOBAHUSI C 3aMECTH-
TENSIMH C TTOJy4€HHEM HOBOT'O KOHEYHOTO NPOAYKTA. DTH MaHUITYJSILIMU MOTYT BKIIOYaTh, 0€3 OrpaHHYCHUS
TIepeYrCICHHBIMH, BOCCTAHOBJICHHE, OKUCIICHNE, AIKMIMPOBaHNE, alMJINPOBAHHE, THIPOJIU3 M KaTaIM3UpyeMble
MEePEXOIHBIM METAUIOM PEAKIMH KPOCC-COYETaHMUsl, KOTOPhIE MIMPOKO M3BECTHHI CIICIMAINCTaM B JAHHOW 00-
JTacTH TeXHUKH. [lorydeHHbIe COeAMHEHNS TaKKe MOXKHO TIPEBPATUTh B COJIM, B OCOOCHHOCTH (hapMalleBTHIECKH
HpUEMIIEMBIE COJIH, C TOMOIIBIO CIIOCO0a, N3BECTHOTO PEr Se.

Coenunennst popmya (I), (II) u (III) MoXkHO MPOU3BOAUTH C OMOIIBIO METOJOB, NIPUBEACHHBIX HIXKE, C
MOMOIIIFI0 METOJIOB, MPHUBEICHHBIX B SKCIEPUMEHTAJIHHOM pa3iele, WA C MMOMOIIBI0 aHATIOTHIHBIX METOJOB.
OnTuManbHBIE YCIOBHS PEaKIUil MOTYT BapbHUpPOBATHCSA B 3aBUCHMOCTH OT KOHKPETHO HCIIONIB3YEMBIX pearcH-
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TOB WJIA PACTBOPHUTEIICH, HO TaKHWE YCIOBHS MOXCET OMPEICIUTh CICHUANUCT B JTAHHON 00JAaCTH C MOMOIIBIO
PYTHHHBIX METOJHMK OITUMHU3AIUH.

Coenunennst popmya (1), (IT) u (IIT) HacTosAIETO N300PETEHISI MOXKHO TTOJIYIUTh B COOTBETCTBHUH C O0TIEH
TIOCJIEIOBATEIFHOCTRIO PEAKIINN, N3TI0KEHHOW HIKe. ONHCaHbl JIUIIh HEKOTOPHIE U3 BO3MOXHBIX ITyTeH CHHTE-
3a, MpUBOIANINX K coenuaenusM dhopmyit (1), (IT) u (I11).

Coenunennst popmyisl (1) momydaroT Mo peakuy COeTUHEHHUS CTPYKTYphI 1a uimu cTpykTyphI 1b ¢ coenn-
HEHUEM CTPYKTYpPHI 2 B pacTBopuTene, TakoM kak JIM®DA, TT'®, XM, EtOAc u T.n., B IPUCYTCTBHHA OJTHOTO
WK HECKOJbKHX KapOOKCHIIAT-aKTHBHPYIOMIMX areHroB, Takux kak SOCl,, (COCIl),, POCl;, EDC, HOBt,
HBTU, TBTU, DCC, CDI, T3P u T.1., ¥ B IpUCYTCTBUHU WK OTCYTCTBHE OCHOBaHMsI, Takoro kak TEA, DIPEA,
NaH, K,CO; u 1.1. (Montalbetti CA., Falque V. Tetrahedron 2005 (46) 10827-10852; Valeur E., Bradley M.
Chem. Soc. Rev. 2009 (389) 606-31). OctaTok R* MOKeT MpHCYTCTBOBATH HAa CTAJMH COYCTAHHMS HMIH MOMKET
OBITh BBEJICH Ha 0OoJice TO3HCH CTaJWMU ITyTeM 3aMEHBI Br Ha alKWIbHYIO TPYIITY B YCIOBHS peakiuu Herumm
WX ITyTEM BBIMOJIHECHUS TOCICIOBATEIFHOCTH peakius Cy3yKu/THAPUPOBAHUE, YTO M3BECTHO CIICIHATICTY B
naHHOHU oOsacty TexHuku. (Matsushita LH., Negishi E. J. Org. Chem. 1982 (47) 4161-4165; Kerins, F. u ap. J.
Org. Chem. 2002 (67) 4968-4971).

B cnydae monmydenust coequHeHnid GopMyIsl I, MOKHO MTPOBOJIUTH PEaKIMHM COYECTAHUS CTPYKTYpHI la u
CTPYKTYpBI 1b o CTPYKTYpoii 2 ¢ yike mpucyTcTByFomeii 60koBoii nembro L-R*=X, um co crpykrypoii 2, rae N
HECeT 3aIIUTHYIO rpyrmy = X. 3aTeM, MOC/e CHATHS 3alIUThI, BBOAST (YHKIHOHANBHYIO Tpymmy R® mytem 06-
pa30BaHUS aMHUHHOTO, AMUIHOTO, CYIb(pOHAMHUIHOTO, KapOaMaTHOTO, MOYEBHHHOTO WX CYIb()PAMUIHOTO JTHMH-
kepa (L), Harmpumep, ¢ TOMOIIIBIO CITOCO0a, M3BECTHOTO CHEIUAIUCTY B JAaHHOW 00JaCTH TEXHUKH.

X
R3 R3 " n Ill m ré
'\f N NH, N 2 HO )
R2 F R2 N
R! R1 RS
CrpykTypa la Crpykrypa 1b Crpykrypa 2

CoequHEHHs CTPYKTYpPHI 1a M CTPYKTYphI 1b MOTYT OBITH KOMMEPUYECKH JOCTYITHBIMH WJIX MOTYT OBITH HO-
JyYeHBI IyTEM BOCCTAHOBJICHHUS COCAMHEHHUS! CTPYKTYpHI 3a WIHM CTPYKTYphl 3b B pacTBOpHTENe, TaKOM Kak
Tr'®d, MeOH, EtOH, iPrOH u T.x., B npucyrctBun Hy/Pd/C winu Hy/Pt+V/C unu Fe u 1.1. (Dolle V. u mp. Tetra-
hedron 1997 (53) 12505-12524; Mobus K. u ap. Top. Catal. 2010 (53), 1126-1131; WO 2012/055995). Ecin
R'=H u R’=Cl umu Br, ctpykrypy la u cTpykTypy 1b Takike MOXHO MONYYHTh MyTeM XJIOPHPOBAHUS WIH OPO-
MHUPOBaHHMSI COEIMHEHHS CTPYKTYpHI 3¢ B cTpyKTyphl 3d N-XJIOpCYKIMHUMUAOM Wi N-OpOMCYKIMHHMUJIOM C
MOMOIIBIO CII0c00a, U3BECTHOTO CHENUATNCTY B JAHHOW 00JaCTH TEXHHUKH.

R3 R3 R3 R3
N7 NO, N NO, Nl N NH; ~ NH;
I
R2 Ve R2 /N F /N
R R
CrtpykTtypa 3a Ctpykrypa 3b CrpykTypa 3¢ Crpykrypa 3d
X X
n N mps n N.m
(4 ) R (4 ) R4
O
Né g
) O
RS RS
Crpykrypa 4 Crpykrypa 5

CoenuHeHHs CTPYKTYphl 2 MOXHO IMOJIyYUTb MO PEaKLUUU COETUHEHUs CTPYKTypsl 4 ¢ 25% pacTBopoM
NaOH nnm konuenrpupoBannoit H,SO,/AcOH, nim xonnentpuposanHoit HCl npy noBsIIeHHOH TemmiepaType
B pacTBopHTene, TakoM kak Boxa, EtOH u t.1. (US 20120232026; WO 2005/049605; US 20080319188). Co-
€AMHEHMsI CTPYKTYPHI 2 TaKKe MOXHO MOJIYYHUTh IIyTeM THIPOJIN3a COCIUHEHUSI CTPYKTYpHl 5 BOJHBIM PacTBO-
pom NaOH wimu LiOH u 1.1. B pacTBOpuTene, TakoM kak Boga, MeOH, EtOH, TI'® u T.x.
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OH OH F F
~NO2 NO NO NO
l\i AN 2 N 2 AN 2
|
RZ N Rz~ RN RN
R1 R1 R1 R1

CrtpykTtypa 6a CrtpykTypa 6b CTpykTypa 7a Crtpykrypa 7b

CoeHeHHsT CTPYKTYPHI 3a, CTPYKTYPHI 3b, CTPYKTYPHI 3¢ U CTPYKTYphI 3d MOTYT OBITH KOMMEPUYECKH J0-
CTYIIHBIMH MOTYT GBITh TIOJTYHEHBI 110 PEAKIHH CTPYKTYPHI 6a HitH CTPYKTypsI 6b (rae R' mpexacrasmsier coGoit H
wmn F, u R? npexcrasmsier co6oit H, ranoren, Cankmn, OMe mmm OEt) ¢ xmopaudropaneTatoM HATPHS HITH
2,2-mu¢rop-2-(propecynshonmn)ykcycHoi kucaoToit mpu 60°C nim Gosee BHICOKOH TeMIIEpaType B pacTBOPH-
tene, TakoM Kak JIM®PA, MeCN u T.1., 1 B npucyTtctBun Na,SO,4 win ocHoBaHus, Takoro kak Cs,CO3, K,CO5 u
T.4. (Thomoson C.S. u ap. J.Fluorine.Chem. 2014 (168) 34-39; Sperry J. B. u ap. Org.ProcessRes.Dev. 2011
(15) 721-725; WO 2012/055995). CoenuiHeHnst CTpYKTYpHI 3a, CTPYKTYpHI 3b, CTPYKTYpbI 3¢ U CTpYKTYpHI 3d
TaKXKe MOXKHO TIOJYYHTH MO PEAKIIH COCTUHCHUN CTPYKTYPHI 7a WIH CTPYKTYPHI 7b C alIKOTOISATOM, TAKAM KaK
NaOMe, NaOiPr, B pactBopurene, TakoM kak TI'®, IM®A u t.1. (WO 2010/023181). B cityuae cTpykTypsi 3¢
1 CTPYKTYpHI 3d HUTPOTPYIITY BOCCTAHABIMBAIOT Ha CIEAYIONICH CTaauu, MCIONb3ys, Hanpumep, H, m Pd/C.
Ocrarok R? Taxoke MoxHO BBeCTH Ha GoJee MO3THEH CTaIMM, TIOCTIE AMH/IHOTO COYCTAHNS.

Ns ,05 !T T \Oio

CrpykTrypa 8 CrpykTypa 9 Crpykrypa 10 Crpykrypa 11 Crpykrypa 12

CoequHEHHs CTPYKTYPBI 4 B CTPYKTYPBI 5 MOTYT ObITH KOMMEPYECKH JOCTYIHBIMU MOTYT OBITH MOTY4YCHBI
(ms n wwm m>1) mo peakuun 2-(2-rajoreHapuiI)aneTOHHTpWIA (CTpykTypa 8) wimm metun 2-(2-
rajoreHapui)anerara (CTpykrypa 9), coorBerctBeHHO, ¢ N-0en3mi-N,N-6uc(2-xsopatmi)aMmuaom win N-boc-
N,N-6uc(2-xnopatun)amuaoM ripu 60°C nim Gosiee BBICOKOH TeMIiepaType B pacTBopHTelne, TakoM kak TI'D, n
B IpUCYTCTBUU OcHOoBaHus, Takoro kak NaOH, NaH u 1.n. CoenuneHust CTpyKTyphl 4 U CTPYKTYpBl 5 TaKke
MOXHO TTOJIYYHTh 110 peakiuu 2-(2-6poMpeHmT)aneToHUTpuIIa ¢ mapadopMaiIbIeTHIOM B PACTBOPUTENE, TAKOM
kak IM®A, B npucyrctBuu ocHoBaHus, Takoro kak K,COs;, ¢ mocnenyromum TOY-katanuzupyembim 1,3-
JUIONSAPHBIM UUKJIOIPUCOEAUHEHIEM c KOMMEpYECKU JOCTYITHBIM N-(meToxcumeTmi)-N-
(TpumeTtmncumuMetrn)oenzunamMuaoM B JIXM (mt.: JP 2008110971). s n=m=1, coenuHeHUsI CTPYKTYpHI 4
MO>XHO CHHTE3UPOBATh M0 peakmuu coeauHeHus cTpykTypbl 10, 11 nimm 12 ¢ 1,2-muranoreHapuiioM, TaKUM Kak
1-6pom-2-hTopOenH301, B pacTBopuTene, TakoM kak TT'®, B mpucyTcTBHM OCHOBaHMsI, Takoro kak KHMDS (WO
2012/017359). AnbTepHATHBHO GPOM-3aMECTHTENb MOKHO 3aMEHHTh Ha R' = anku Ha ciemyromeii craauu B
ycnoBusl peakiun Herumy wim myTeM BBITOJIHEHUS MOCIEA0BAaTENbHOCTH peakuust Cy3yku - THAPHPOBAHME,
YTO U3BECTHO CIICLHUAINCTY B JAHHON 00JIacCTH TEXHUKH.

B 3aBHCHMOCTH OT IIPUPO/BI (DYHKIMOHATBHBIX TPYII, TIPHCYTCTBYIOMHX B ocTaTke R’ B dopmymax (I),
(II) u (III), ot pyHKUMOHAIBHEIE TPYNIBI MOTYT TpeOOBaTh BpeMEHHOW 3amuThl. [lomxonsmiue 3amiuTHEBIC
TPYIIBI U3BECTHBI CHENUATNCTY B JAHHOW O0JNIACTH TEXHWKU M BKIIOYAIOT, HApUMeEp, OCH3WIBHYIO, alleTHIIb-
HYIO WJIM TPHAJKHICWIMIBHYIO TPYINA JUIsl 3alUThl CIIUPTA, KETATbHYIO TPYIITY ISl 3alIUTHI THOJIA, CIOKHO-
3¢GUPHYIO TPYIITY JUIS 3aIIUTHI KUCJIOTHI U T.J. DTH 3alUTHBIC TPYIIIEI MOKHO HCIIOJIb30BaTh B COOTBETCTBUH C
CTaHJAPTHOM METOIUKOM.

B ciyqasx xorma coequaenus Gopmyin (1), (I1) wmu (I11) momydaroT B BUJe CMECH CTEPEON30MEPOB, TAKHX
KakK, B OCOOGHHOCTH 3HAaHTHOMEPHI, CTEPEOU30MEPHI MOTYT OBITh Pa3fAEieHBI C MCIONb30BAHUEM METOJOB, U3-
BECTHBIX CIICHHAINCTY B AAaHHOH oOsacTh, HampuMmep, ITyTeM OOpa3oBaHMA M Pa3[elCHUS THACTEPEOMEPHBIX
courelt, wim ¢ nomomnsio BOXX Ha xupanbHON HemonBmkHOW (ase, Hanmpumep, Ha kojoHke Daicel ChiralPak
AD-H (5 mxm), xomonke Daicel ChiralCel OD-H (5 mxm), kononke Daicel ChiralCel OD (10 MxM), KOJOHKe
Daicel ChiralPak TA wmu IB, wiu IC, wmu ID, wium IE (5 mxm), kononke Daicel ChiralPak AS-H (5 mxm) wim
kononke (R,R)-Whelk-01 (5 mxm). Tunmunsie ycnoBus xupansHoit BOXKX npencraBnsior coboil n3okparnye-
cKyto cMmech amroeHTa A (EtOH, B mprcyTcTBUM WM B OTCYTCTBHE OCHOBaHMs, Takoro kak TEA w/nnum nuatnina-
MHH, WINA KHCJIOTHI, Takoi kak TdY), u smoenta B (rentaH). B ycnoBHSX CBEpXKPUTHYECKOH KHUIKOCTHOM
xpomatorpapun (CKXKX), amoent A npencrasisier co6oit CO, n amoeHT B npencrasiser coboit H30mponaHod.

JKCcNepHMeHTAIbHBIN pa3aen

Crenyromue HMXE NMPUMEPH WINTIOCTPUPYIOT W300peTeHNE, HO HUKOUM 00pa3oM HE OTPaHHYUBAIOT €TO0

o0BeM.

-44 -



040901

Bce temmepatypsl ykazansl B °C. KoMMepuyecku AOCTYIHBIC UCXOJHBIC BEIICCTBA HCIIOIH30BATH B TOM
BUJIe, KAK OHU OBLIH MOJTyYCHBI, 0€3 TOMOJHUTEIHHON ouncTKH. EClii He yKa3aHO WHOE, BCE PEaKIIUK IPOBOIH-
M B atMocdepe azoTta uiau aproHa. CoequHEHHs OUHINAIHA C TIOMOIIBIO (IdII-XxpomMaTorpaduu Ha CHIIUKAree
(Biotage), ¢ momompto niper. TCX (TCX-mmactunbl ot Merck, cumkarens 60 F,sy), v ¢ momorisio npemnapa-
tiBHOI BOYKX. CoenrHEHHs, OMICAHHBIC B H300PETCHNN, XapaKTepu3oBai ¢ nomouisio 'H-SIMP (400 M
i 500 MI'm Bruker; XxuMudeckne CIBHTH MPUBEACHBI B M.J. OTHOCHTEIHHO HCIOJIB3YEMOTO PACTBOPHUTEIIS;
MYJIBTUIUIETHOCTH: S = CHHIJIET, d = myOmneT, t = TpUIUIeT, = KBaJIpyIUIeT, quint = KBHHTYIUIET, heX = rekcer,
hept = renrret, m = MyNbTHILIET, br = MHUPOKHIA, KOHCTAHTHI B3aUMOJICHCTBUS MMPUBEACHBI B ['11), W/HIN ¢ TIOMO-
mpo XKXMC (Bpemst yaep:kaHus tp MPUBEICHO B MHH; MOJICKYJIIpHAs Macca, MOJyYeHHas U3 MacC-CICKTpa,
MPUBEJICHA B I/MOJIB), UCTIONIB3Ysl IEPCUUCIICHHBIC HUXKE YCIOBUS.

KXMC c kucnoii cpenoit.

KXMC-1. Waters Acquity Binary, Solvent Manager, MC: Waters SQ Detector, JIM/I: Acquity UPLC
PDA Detector, UJICP: Acquity UPLC ELSD. Kononku: Acquity UPLC CSH C18 1.7 mkm 2.1x50 mm ot Wa-
ters, repmoctarupoBannas B Acquity UPLC Column Manager npu 60°C. Omoents: A: H,O + 0.05% mypaBbu-
HoW kucnoThr; B: AcCN + 0.045% MK. Metox: I'pamuent: 2% B 98% B 3a 2.0 mun. ITotok: 1.0 ma/mun. [e-
tektupoBanue: YO 214 am u UJICP.

KXMC-2. Aligent 1100 cepun ¢ macc-criekTpomeTpudeckuM aerekrupoBanuem (MC: Finnigan, omgHo-
kBaapynonsHbIi). Kononka: Zorbax RRHD SB-Aq (1.8 mkm, 3.0x50 mm). Ycnosust: MeCN [amoeHt A]; Bona +
0.04% TDY [smoent B]. I'pamuent: 95% B — 5% B 3a 5 mun (moTok: 4.5 mMi/MuH)

[Ipenapatusnas BOXKX ¢ kucmnoii cpemoi.

[Mpen-BOXX-1: Konmonka: Waters XBridge C18 (10 mxm, 75x30 mm). YcnoBus: MeCN [amioeHT A]; Boaa
+ 0.5% MypaBbuHO# KUCIOTH [3mr0eHT B]. I'paguent: 95% B — 5% B 3a 5 mun (motok: 75 mu/muH). JleTekTu-
poBanwue: Y®/Bumum. + MC.

[Mpen-BOXX-2: Kononka: Waters Zorbax SB-Aq (5 MxM, 75x30 mm). Ycnosusi: MeCN [amioeHT Al; Boaa
+ 0.5% MypaBbuHO# KUCIOTH [3mroeHT B]. I'paguent: 95% B — 5% B 3a 5 mun (motok: 75 mu/muH). JleTekTu-
poBanwue: Y ®/Bumum. + MC.

[Ipenapatusnas BOYXXX ¢ ocHOBHO# cpeon.

Ipen-BOXX-3. Kononka: Waters XBridge C18 (10 mxMm, 75x30 mm). Yenosus: MeCN [amoeHT A]; Boaa
+ 0.5% NH,OH [amoent B]. I'paguent: 90% B — 5% B 3a 6.5 mun (motok: 75 mu/muH). [leTekTupoBaHUE:
Y®/Bugnm. + MC.

PameMatsl MOXHO pa3feNnTh HAa WX dHAHTHOMEPHI, HAIIPUMEpP, C TIOMOIIbI0 TpenapatuBHOi BOXKX (ko-
nonka: ChiralPaK AS-H 30x250 mM, 5 MM, 20% iPrOH B cBepxkputiueckom CO,).

Coxkparrenns (B KOHTEKCTE HACTOSIIETO N300peTeHus):

Ac aIeTHII
AcOH YKCYCHasi KUCJIOTa
BOJIH. BOJIHBIN
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BINAP
Boc

Boc-D-Glu-OtBu

DMA
DMAP
IIM®A
JAMCO
EDC
JKB.

Et
EtOAc
EtOH

MPUM.

HATU

HBTU

HCI
HOBt
B3XX
H,S0,
iPr

040901

2,2'-6uc(audpenundocduno)-1,1'-6unadprun
mpent-6yTOKCUKapOOHMIT

cioxHblil 1-mpem-Oytunossiii 3¢up Boc-L-rnyramMuHoBoii
KHCJIOTBI

OeH3un

OBIYUN CHIBOPOTOUHBIH anbOyMHH

OyTuni, Tako# kak B mpem-Bu (= Tpernunsiii 6yTHI)
KapOOHUIIUUMUA30]

KapOOHAT 1e3Usi
1,8-nuazabunukiol[5.4.0]ynneu-7-ex
IOULMKIOTeKCHIKapOOJUIMHUL

JUXJIOPMETaH

IHHM3O0TPOTMIISTHIAMUH, OCHOBaHHe XIOHHTa,
STHIAUU3ONPONNIAMUH

JUMETHJIaleTaMUL

4-nMMeTHIAMUHONUP UIHH

IUMeTHI(HOpMaMUL

TUMETHIICY Tb(POKCH
N-(3-gumerunamunonponui)-N'-3TunkapooauuMus
JKBUBAJNEHT(-bI)

stui (nanpumep, B OEt: sTokcn)

STHJIALleTaT

9TaHON

npumep(-bl)

gac(-bl)

rexcapropdpochar  1-[6uc(numerunamuHo)meruieH]-1H-
1,2,3-Tpuazono[4,5-b]nupunuHuii 3-oxcuaa
rexcadropdochar O-(6ensorpuazon-1-mr)-N,N,N' N'-
TETPaMETHIyPOHUS

XJIOPUCTOBOAOPOJHAS KHCIOTA (CONsHAA KHCIOTa)
1-runpokcnbeH30TpHrason

BBICOKO3( (hEeKTHBHAS KUIKOCTHAs XpoMaTorpadust
CepHas KHCIIoTa

U30MPONUI
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KHMDS OUC(TPUMETHUIICHITIIT)aMUA KaJlus

K,CO; kapOoOHAT Kajaus

KXMC JKUIKOCTHAs XpOMaTorpadus — Macc-CreKTpOMeTpHs

JINT. auTeparypa

LPA nuszodocharugHas kucaora

LPAR, peuentop 1 nuzodocdaTuaHoi KUCIOTHI

Me metun (Hanpumep, B OMe: MeTokcn)

MeCN A€ TOHUTPUII

MeOH METaHOJI

NaBH;, Goporunpun HaTpus

NaH THAPUJ HATPHUSA

NaOtBu mpem-O6yTOKCUA HATPHUS

NaS0O4 cynbdar HaTpuUs

NMM N-metunmopdonns

POCl; bochopunxiopun

Pd,(dba); Tpuc(nubeH3unuaeHaneToH )aunanaanuii(0)

Pd(OH),/C THAPOKCHA MajIagus Ha yriie

Pd(OAc), alerara rnajiagus

npem. npenapaTUBHas

K.T. KOMHATHas TeMIepaTypa

HAaCBIILL. HaCbILIEHHbIN

TBME mpem-0yTUIMeTUNOBBIH 3 up

TBTU terpadpropbopar 2-(1H-Genzorpuaszon-1-un)-1,2,3,3-
TETPaMEeTHITYyPOHHUS

TEA TPUSTUIIAMHH

TOY TpudTOpPyKCYyCHAS KHCIOTA

To terparugpodypan

TCX TOHKOCJIOHHast XpoMaTorpadus

T3P nponuingochoHOBbIH aHTHAPUL

tr BpeMs yaepKaHUs

INomyueHne NpPOMEXKYTOUHBIX COCTUHEHUI.

[Ipomexxyrounoe coequHenue 1.A: 2-MeTOKCH-6-METHIMUPUINH-3-aMHH.

Cranus 1. B nepememmBaemyto cycnensuto NaH (60% aucnepcust B macie, 256 mr, 6.39 mmouns) B 0e3-
BogHOM TT'® (10 mi) mpu 0°C mo kxammsMm mo0aBisroT MeTaHo (256 MKI, 6.39 MMOJIB), ¥ MTOMYYCHHBIH B pe-
3yJIbTaTe pacTBOp nepemMemuBaroT B Tedyenue 0.5 4. K aTomy pacTBopy 1o KamisiM 100aBisitoT pacTBop 2-¢GTop-
6-metmi-3-autponupuauaa (1.0 r, 6.09 Mmmoins) B 6e3BoxHoM TI'® (5 mi). [Tocne 3aBepmenust 1oO6aBiIeHUs pac-
TBOp mepeMentuBaroT mpu 0°C B Teuerne 0.5 4, MOCiIe Yero NalOT HATPETHCS IO TEMIEPATYPhl OKPYXKAIOIICH
cpensl. PeaknmoHHyI0 cMeCh IePeMENINBAIOT P TeMIIepaType OKpYXKaromieil cpeabl B TedeHune 18 4, racaT Bo-
noit (30 mut) u BOIHBIN C10# 3KCcTparupyroT ¢ momomipio EtOAc (3x50 mim). O0beAMHEHHBIE OPTaHUYCCKUE IKC-
TPaKThI TIPOMBIBAIOT COJIEBBIM pacTBOpoM (30 mi), cymat Hax MgSO,, QUIBTPYIOT H KOHIICHTPUPYIOT B BaKyy-
Me. 2-MeToKCH-6-MeTWI-3-HUTPOIIMPHUINH TIOCIe OYUCTKH ¢ momoikio mpern-BOXX (mpen-BOXXX-3) mory4a-
IOT B BHJIE JkenToro Macina (539 mr, Bexon 53%). 'H SIMP (400 MTI'ry, IMCO Dg) 6: 8.34 (d, J=8.1 I', 1H), 7.09
(d, J=8.1 T'm, 1H), 4.01 (s, 3H), 2.51 (s, 3H).

Cramus 2. K merazupoBaHHOMY PacTBOPY 2-METOKCH-O-MeTHII-3-HuTponupuauHa (539 mr, 3.21 MMob) B
mertanose (10 mun) gobasmstor PA(OH),/C (255 mr) ¢ nocneayroumM nobasinennem popmuara aMMoHus. Peak-
IIUOHHYIO cMech nepementuBatoT npu S0°C B Tedenue 20 4 u 3ateM GUILTPYIOT Yepe3 GuibTp Batmana u yma-
puBatoT. OctaTok pacTBops0T B EtOAc (30 M) 1 opraHudeckuii pacTBOp MPOMBIBAIOT HACHIII. PacTBOpoM Na-
HCO; (15 M) ¢ mocnenyromeii TpoMbIBKOH cosieBbIM pactBopoM (15 mi). Opranuueckyto a3y cymar Haj
MgSO,, GUIBTPYIOT U YIIAPUBAIOT C MOTYYCHUEM 2-METOKCU-O-METHINMUPHUIUH-3-aMuHa [-1.A B BUJIE KEITOTO
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maca (199 mr, Berxox 45%). JKXMC-2: tx=0.38 mun, [M+1]"139.13; "H SIMP (400 MI';, IMCO Dy) &: 6.78
(d, J=7.5 T'y, 1H), 6.54 (d, J=7.5 I'y, 1H), 4.65 (s, 2H), 3.82 (s, 3H), 2.23 (s, 3H).

IIpomexxyrouHoe coequnenue 1.B: 2-u3onponokcu-6-MeTUINUpUINH-3-aMHH.

2-N3onponokcu-6-mMeTunnupuant-3-aMmut [-1.B cuHTe3upyroT, ucnons3ys METOAUKY, OMHCaHHYo g I-
1.A, HCXOMS M3 KOMMEPYECKH JOCTYITHOTO 2-(TOp-6-METHII-3-HUTPOIMpUAKHA 1 u3omnporanoma. 'H SIMP (400
MTI'n, AMCO D) 6: 6.77 (d, J=7.5 ', 1H), 6.49 (d, J=7.5 'y, 1H), 5.22 (m, 1H), 4.53 (s, 2H), 2.21 (s, 3H), 1.27
(d, J=6.2 T'm, 6H).

[Ipomexyrounoe coequnenne 1.C: 2-(mudropmMeTokcn)-6-MeTHITTUPHINH-3 -aMUH.

Cramus 1. Cycnensuto 6-meTwi-3-uutponupunui-2-oma (10 r, 61.6 mmoms) n Na,SO, (21.89 1, 15.4
MMoib) B MeCN (250 wmm) mHarpeBaror g0 60°C wm mo kammaMm — jgo6aBisor  2,2-mudTop-2-
(bTopcynbhoHmI)yKCYyCcHYIO KUCIOTY (8.8 M1, 80 MMoib) B TeueHue 10 MuH. PeakiimoHHYIO CMECh IepeMeliIn-
BAIOT €llIe B TeUeHHe Yaca U 3aTeM racsat 3 M pactBopom NaOH (250 mi1) u alleTOHUTPHI yJajsioT B BaKyyMe.
OcraBmrytocss BOJHYIO 4acTh 3KCTparupyioT ¢ momoibio EtOAc (3x200 mur). OObequHEHHBIE OpTaHUISCKUE
9KCTPAKTHI MMPOMBIBaIOT Bojoi (50 M) ¢ mocneayroniel mpoMbIBKOI cosieBbIM pacTBopoM (100 mur), cymmaT Haz
MgSO,, GUIBTPYIOT ¥ KOHIGHTPUPYIOT B BakyyMe. JKenToe Macio OYMIIAIOT C IOMOIIBIO KOJIOHOYHOH XpoMa-
torpagun (Biotage, rentam:EtOAc ot 1:0 mo 1:1) ¢ mnomxyuenuem 2-(auTOpPMETOKCH)-6-METHI-3-
HUTPONUPHMHA B BHJE XKEITOr0 Macla, KOTopoe Kpucrammsyercs npu crosauu (10.9 T, Beixon 85 %). 'H
SAMP (400 MI'u, AMCO Dg) 6: 8.51 (d, J=8.2 I';, 1H), 7.82 (t, J=71.3 I'y, 1H), 7.39 (d, J=8.2 I'u, 1H), 3.37 (s),
2.55 (s, 3H).

Cranus 2. K 2-(mudropmeroxcen)-6-MeTHI-3-HUTpOIUpHINHY (4.65 T, 22.8 MMOIIb) B Iera3upoOBaHHOM Me-
ta”oze (100 mur) gobasnstor 10% namtamuii Ha yrie ¢ 50% BnaxH. (350 Mr), ¥ peakKIMOHHYIO CMECh THAPHUPY-
0T Tipu atMochepHOM JaBieHun B TeueHue 18 4. CMmech QUIBTPYIOT Yepe3 HaOWBKY renuta. HabuBKy TpoMBbI-
BatoT ¢ nomouipo TT'® (3x10 M) M opraHudYecKkuii pacTBOpP KOHLEHTPUPYIOT B BaKyyMe C IOJy4eHHEM 2-
(mudropmerokcn)-6-meTrmimupuanH-3-amuHa [-1.C B Buae OJeIHO-)KENTOr0 Macia, KOTOpOoe KPUCTAUIU3YETCs
npu crostann (4.1 T, BeIxox 92%). JKXMC-2: t=0.75 mun, net maccer; 'H SIMP (400 MI'n, CDCl5) 8: 7.52 (t,
J=73.5Tn, 1H), 6.96 (d, J=7.8 I'u, 1H), 6.77 (d, J=7.8 'y, 1H), 2.36 (s, 3H).

[Ipomexxyrounoe coequHenue 2: 1-0eH3ruapui-3-(2-opombpennn)azeTuanH-3-kapOoHOBas KUCIIOTA.

Cragus 1. K pacTBopy KOMMepUeckHd HOCTymHOro 1-6pom-2-dpropbensona (5 1, 28.6 mmoisp) B TT @
(60 mur) moGammsror 1-6eH3runpunazeTuant-3-kapoonutpun (10.6 T, 42.9 mmons) u 95% KHMDS (10.3 M,
42.9 Mmmoutb). PeakimoHHYI0 CMECh OCTaBIISIIOT NIEPEMENINBATHCS P KOMHATHOI TeMIiepaType B T€4eHUE HOYH.
PeakinoHHyI0 cMech 3aTeM KOHIICHTPUPYIOT B BaKyyMe JI0 Macia, pa3oasisiror ¢ momomuipio EtOAc (100 min) n
MIPOMBIBAIOT BOJOM (2x50 mur). Opranudeckyro (azy cymat Hag MgSO,4 1 KOHIIEHTPUPYIOT B Bakyyme. Ceipoe
BEILECTBO OYMINAIOT ¢ momouipio mpen. BOXKX (ycnoBus npen-BOXXX-2) ¢ momydenuem 1-6eH3ruapui-3-(2-
6poMdeHIT)a3e THAHH-3-KapOOHHTPHIA B BIIE OEKEBOro TBEpaoro Bemectsa (7.64 r, Beixox 66%). 'H SIMP
(400 MI'u, IMCO Dg) 6: 7.70 (d, J=7.9 I'n, 1H), 7.47-7.42 (m, 6H), 7.36-7.31 (m, 5H), 7.25-7.21 (m, 2H), 4.56
(s, 1H), 3.98 (d, J=8.0 'y, 2H), 3.49-3.42 (m, 2H).

Cranus 2. K pactBopy 1-6ensrunpuin-3-(2-6pomdeniun)azetuann-3-kapobonutpuna (7.2 r, 17.9 mmons) B
starose (80 muir) mobasisiror 25% NaOH (40 min). Peakunonnyro cmecs nepementmBaiot npu 80°C B reuenne 3-4
IHEH (peakuuto KOHTpoJupytoT ¢ nomomisio JKXMC) u 3atem oxnaxmarot 10 0°C u moakucisitor 2 M BOAH.
pactBopoM HCI. Cmech akcTparupyror ¢ nomotusto EtOAc (2x200 mi), cymat Hag MgSO,, GmisTpyroT U yna-
puBaioT. ChIpoe BEIIECTBO OYHWIIAIOT C IMMOMOIIBI0 KOJOHOYHOH Xpomartorpaduu (3moeHt: IXM/MeOH 9:1) ¢
nosrydeHneM 1-6eH3runpui-3-(2-6pomdenrn)azeTuanH-3-kapOoHOBOH KUCIOTH [-2 B Buae sxentoi neHsl (6.37
T, BBIXOT 84%). IKXMC-2: tg = 0.83 mun, [M+1]"423.99; 'H SIMP (400 MI'y, IMCO D) &: 7.54 (d, J=7.8 'y,
1H), 7.43-7.41 (m, 4H), 7.37 (d, J=4.2 T, 2H), 7.29 (t, J=7.3 ', 4 H), 7.21-7.17 (m, 3H), 4.47 (s, 1H), 3.88 (d,
J=7.8 T, 2H), 3.36 (d, J=7.7 I'y, 2H).

[Tpomexxyrounoe coequaenue 3: 1-0eH3ruapui-3-(2-opomdpennn)a3eTnuH-3-KapOoHWIT XJIOPH]I.

1-bensrunpun-3-(2-6pompennin)aszeTuant-3-kapooHoByto kuciaoty 1-3 (538 mr, 1.38 mMMoinb) pacTBOpsIIOT B
JAXM (10 mi). Jlo6asmstror Tpu karum IM®PA ¢ nocnexyrommm podasnenreM THoHmwxIopuaa (0.5 mi, 6.9 MMois),
U PEaKIMOHHYI0 cMech mepementuBaroT pu S0°C B TeueHue 1 9 (peakiuro KOHTpOMpyroT ¢ moMonipio JKXMC).
PeaknmoHHYI0 cMech 3aT€M YNapHBAIOT C IOJIyYeHHEM ChIporo 1-Oensrunpui-3-(2-6pomdennn)azeTnans-3-
kapOonun xnopuaa [-3 B Buzae Bocka (620 Mr), KOTOPBII HCHONB3YIOT KaK TAKOBOH Jasee.

[Mpomexyrounoe coemunenne 4: 1-(tper-OyrokcukapOoHwmi)-4-(2-n30nponuiadeHun)Tunepuant-4-
KapOOHOBAs KUCJIOTA.

Cramus 1. CMech KOMMEpUYECKH JOCTYIMHOTO 2-0poMmdenunaneTonutpmwia (10 T, 51 MMoIIb) B THIPOCYITh-
¢aTa terpabyrmmammonust (1.77 r, 5.1 mmons) B 60 ma TT® u 90 ma 50% BogHOTO pacTBopa NaOH HarpeBaioT
¢ 00paTHBIM XOJIOAWIHLHUKOM B TeueHue 10 muH. [Tocie aToro modapmnstor ruapoxiaopua N-6en3mi-N,N-6uc(2-
xyopaTr)amuHa (15 T, 56.1 MMOJTB) TIpH K.T. U CMECh HAarpeBalOT ¢ OOPATHBIM XOJOAWILHIKOM B TEUEHHE HOYM.
BBIMOTHSIOT OXTaXaeHue 70 K.T. C TOCIeIyIomuM pa3daBieHreM Bojon (120 MiT) B SKCTparupoBaHHEM C MOMO-
mpio EtOAc (2x200 mim). O0beanHEHHBIE OPTaHMYECKUE YKCTPAKTHI TIPOMBIBAIOT COJIEBBIM pacTBopoMm (100 M),
cymat ¢ nomoibsio MgSO,, 1 KOHIEHTPUPYIOT B BakyyMe. ChIpoe coeIMHEHNE KPUCTAUTM3YIOT U3 alleTOHUTPH-
7a ¢ nony4eHueM l-6en3mi-4-(2-6pomdenun)nunepuann-4-kapoonutpuia (12.6 r, Beixon 69%) B Buzge 6emoro
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KPUCTATMYECKOTO BEIECTRA. 'H AMP (500 MI't, AMCO Dg) &: 7.75 (dd, J,=1.3 T, J,=7.9 T'u, 1H), 7.55 (dd,
Ji=1.6 T'y, 1,=8.1 I', 1H), 7.48 (td, J;=1.3 I'n, J,= 7.4 I'n, 1H), 7.35-7.32 (m, 5H), 7.30-7.25 (m, 1H), 3.58 (s,
2H), 3.01-2.98 (m, 1H), 2.98-2.95 (m, 1H), 2.54-2.52 (m, 2H), 2.43-2.39 (m, 2H), 2.00 (td, J,=3.4 T'm, J,=12.8
I'u, 2H).

Cramus 2. Cmech 1-6en3nin-4-(2-6pomdenmn)nunepuana-4-kapoorautpmia (29.4 r, 82.9 MMmoIb), yKCcyc-
HOM KUCJIOTHI (75 MIT) 1 KOHIICHTPUPOBAHHOM cepHOU KUCIOTHI (75 M) B Boze (75 MiT) IepeMEINBaIOT C 00pat-
HBIM XOJIOJMJILHUKOM B TedeHHe 4 qHeH (peakiuio KOHTpoHpYoT ¢ nmomoisio JXXMC). PeaknmonHyro cMech
3areM pasbaBirtioT Bomoi (50 mi) u 25% BogaeM pactBopoM HCI (50 M) n mepememmuBaroT B TeueHue 15 MUH.
Jo6asnstor TBME (100 mur). CMech mepeMemmBaroT B TeueHue emie 15 MuH u BeiepkuBaroT npu 4°C B Tede-
HUE HOYM. benbrit ocamok oTHHUIBTPOBBIBAIOT, MPOMBIBAIOT ¢ MoMomisio TBME u cymaT B BakyyMe ¢ IMOJTy9eHH-
em 1-6en3un-4-(2-6pombennn)nunepuainH-4-kapooHoBoit kuciotsl (22.1 r, Beixox 71%) B Buze Oesroro noporu-
ka. JKXMC-2: tg=0.72 mun, [M+1]"374.17 n 376.18.

Cranus 3. 1-bensun-4-(2-6pomdennn)nunepuant-4-kapooHoByro kucioty (10 1, 26.7 MMOJIB) U CIIOKHBIHA
MIMHAKOJIOBBIH 3(Hp M30IPONEeHMIOOPOHOBOM KHCIOTHI (15.1 M, 80.2 MMonb) pacTBopsitoT B uokcane (120 mur)
u Boze (60 mur). 3aTem nobasistioT Tpukammiipocdar (29.9 r, 134 MMoIIp) ¢ mocieayonM 100aBICHUEM aleTa-
ta mammtanus (300 mr, 1.34 mmonp) u ou(1-anamantun)-H-OyTrndochuna (969 mr, 2.67 mmois). JlerazupoBan-
HYI0 peakmHoHHYI0 cMech HarpeBaioT npu 100°C B TedyeHHe HOYHM (pEAKIUI0 KOHTPOIHPYIOT C TMOMOIIBIO
KXMC). Peakimonnyio cMech pa3daBisitot ¢ momoirsio EtOAc (200 mur) u skcTparupytot 2H. pactBopom HCI
(20 mim). Kucayro Bognyto ¢asy skcrparupyror ¢ nomomsio EtOAc (3x150 mi). Bee opranmyeckue ¢assl o0be-
JTUHSIOT (650 MIT), TPOMBIBAIOT CONEBBIM pacTBopoM (20 mur), cymat Hax MgSQ,4, GUIBTPYIOT U YIIApUBAIOT C
TOJTy9€HHUEM CHIPOTO COEIMHEHHs, KOTOpOe OYMIIAlOT ¢ momoisio mpern. BOXX (ycnosus npen-BOXKX-3) ¢
nosrydeHueM 1-6en3min-4-(2-(niporn-1-eH-2-wm)dpeHmn) munepuanH-4-kapOoOHOBOH KHACIOTHI 1-4 B Buae 06€KEBOTO
TBepnoro BemiecTa (8.4 T, BeIxox 93%). 'H saMP (400 MI'u, IMCO Dy) 6: 12.70 (s, 1H), 7.44 (d, J=7.9 T,
1H), 7.33-7.18 (m, 7H), 7.01 (dd, J;=1.2 T'y, J,=7.3 'y, 1H), 5.10 (s, 1H), 4.71 (s, 1H), 2.43-2.38 (m, 4H), 2.34-
2.31 (m, 2H), 2.13-2.11 (m, 2H), 2.01 (s, 3H).

Cranus 4. [lerasupoBaHHyro cMech 1-0en3mi-4-(2-(npon-1-en-2-wmn)hennn) munepuanH-4-kapOooHOBOH K-
ciothl (8.4 1, 24.8 mmois) u Pd/C 10-50% BnaxH. (2 T) B cmecu MeOH/TT'® 1:1 (200 mi1) THAPUPYIOT MPH K.T.
B TeucHHE 4 JHEH (peakiuio KOHTPoIupyroT ¢ momorbio KXMC). CMech Aera3upyrT aproHom, QUIbTPYIOT
Yyepe3 HAOMBKY IeNNTa, MPOMBIBaOT ¢ nomotublo TT'®, cymar nax MgSO,4 u ynapuBaror ¢ noixydeHuem 4-(2-
U30TPOMI() CHIIT ) TUITEPUIUH-4-KapOOHOBOM KUCIOTHI (5.6 T, BEIXo1 92%) B BUe O€JIOTO TBEPJOTO BEHICCTBA.
'H SIMP (400 MI'ti, IMCO) &: 9.06 (s br, 1H), 7.38 (dd, J;=1.4 Tu, J,=7.8 I'n, 1H), 7.31-7.27 (m, 2H), 7.24-
7.16 (m, 1H), 3.44 (s br, 1H), 3.27-3.12 (m, 5H), 2.38 (m, 2H), 2.20-2.12 (m, 2H), 1.14 (d, J=6.7 I'r, 6H).

Cramus 5. Cmech 4-(2-nzonponmideHn)munepuani-4-kapooHoBoit KucioTsl (5.65 1, 23.2 mmons), DI-
PEA (13.6 mi, 79.7 mmoins) 1 Boc,O (4.8 1, 21.9 MMOIIb) TIEpEMEIMBAIOT TIPH K.T. B TeueHue 24 4. 3aTem Jo-
OaBistroT BoAy ¢ mocnenyromuMm mobasnenneM 1H. HCl ¢ mensio goBectu 3Hadenune pH mo 1. Peakmmonnyro
CMECh 4YETBIPE pa3a J3KCTParupyrT ¢ moMoineio JIXM (4x200 mim). OOBeIUHEHHBIC 3KCTPAKTHI CYyIIaT HaJ
MgSO,, GUIBTPYIOT u yIapuBaloT c TOJTyICHUEM 1-(Tpet-0yTokcukapOoHmI)-4-(2-
M30MPOIHI(CHIT) THITePHIHH-4-KapOOHOBOH KHCIOTH I-4 (9 T, KOIMYECTBEHHEIH) B BU/E 5KeITOro Macia. 'H
SMP (400 MI'u, AMCO Dy) 6: 12.73 (s, 1H), 7.36-7.31 (m, 2H), 7.26-7.23 (m, 1H), 7.18-7.14 (m, 1H), 3.75-
3.65 (m, 2H), 3.32-3.25 (m, 3H), 2.28-2.20 (m, 2H), 1.89-1.77 (m, 2H), 1.41 (s, 9 H), 1.14 (d, J=6.6 T', 6H).

AnprepHaTHBHO [-4 MOXHO TMOJMYYHTh M3 KOMMEpYECKH JAOCTymHOH 4-(2-Opomdennn)-1-(Tper-
OYTOKCHUKapOOHIIT ) TUIICPUANH-4-KapOOHOBOH KHCIOTHIL.

Cramust 1. 1-(tper-byrokcukap6onmn)-4-(2-(npon-1-en-2-wn)denun)nunepuanH-4-kapOOHOBYIO KHCIIOTY
NONy4aroT M3  KOMMEpYecKHM  JocTynmHod  4-(2-Opomdenmn)-1-(Tper-OyTokcukapOOHMIT)TUIepHIHH-4-
KapOOHOBOW KHUCIIOTHI, CIIEAysl METOJUKE, OomucaHHO# s 1-4, cragusa 3 (Bexonx 59%). 'H amp (400 MIq,
JAMCO Dy) &: 7.44 (dd, J;=1.5 I', J,=8.0 'y, 1H), 7.30-7.22 (m, 2H), 7.05 (dd, J;=1.8 T'm, J,=7.2 I'n, 1H), 5.14
(t, J=1.6 I'y, 1H), 4.75 (d, J=1.0 I'u, 1H), 3.54-3.48 (m, 2H), 3.32-3.15 (m, 2H), 2.27-2.23 (m, 2H), 2.06-2.00
(m, 5H).

Cramus 2. [lerazupoBanHyro cMech 1-(TpeT-0yTokcukapOonmmn)-4-(2-(tipor- 1 -eH-2-1r)h eHnT ) TATIEPUIUH-
4-xap6oHOBO# KuCHAOTH (986 Mr, 2.85 Mmonp) u Pd/C 10-50% Bmaxs. (100 mr) B cmecu MeOH/TT® 1:1 (60
MJI) THAPUPYIOT TIPH K.T. B TedeHue | 9 (peaknnto KOHTPOIUpPYIOT ¢ moMoibio JXXMC). CMech nerasupyror
aproHoM, GUILTPYIOT Yepe3 HAOUBKY IEUTa, POMBIBAIOT ¢ momoiisio TT'®, cymat nag MgSO,4 u ymapuBaioT
¢ mosrydeHueM 1-(TpeT-0yTokcukapOoHmN )-4-(2-H30MponuiideHIT) TUTIEpUINH-4-KapOOHOBOH KHUCIOTHI [-4 B
Buze O6enoit ensr (923 mr, Beixox 93%).

ITpomexyrouHoe coeaunenue S: 1-0en3mi-3-(2-6poMpeHnn)IppoInanH-3-KapOOHOBas KHCIIOTA.

Cranus 1. [Tapadopmansaerun (2.17 mi, 14.8 mmons) n K,CO; (1.37 1, 9.9 MMouts) 100aBIISIOT K pacTBoO-
Py KOMMepUecKH NOCTyIHOro 2-6pomdpennnaneronurpmia (1.32 mi, 9.9 mmons) B JIM®PA (60 mi). Peakimon-
HyI0 cMech nepemeninBatoT rpu 80°C B Teuenue 1 Houn. [Tocne oxnmakaeHus 1o K.T., 1o6asisor Boay (100 mur)
Y BOJHBIN ci10i1 akcTparupyrot ¢ nomomnpio EtOAc (150 mut, 50 mur). OObetMHEHHbIE OPraHUYECKHE SKCTPAKTHI
MTPOMBIBAIOT COJIEBBIM pacTBOPOM, cymart Hax MgSQO,, GUabTpyIOT U yrnapuBaioT. ChIpoe COSTUHEHNE OUHIIAIOT
¢ momokto mper. BOXKX (ycnosust mpen-BOXKX-3) ¢ momyuenuem 2-(2-6pomdennn)akpunorutpmia (561 mr,
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BBIXOZ 27%) B BHzE opamkeBoro Macma. 'H SIMP (400 MTI'w, JIMCO) &: 7.77-7.74 (m, 1H), 7.53-7.48 (m, 2H),
7.42 (ddd, J,=2.9 I'y, J,=6.3 T'ny, J;=8.0 'y, 1H), 6.61 (s, 1H), 6.36 (s, 1H).

Cramuss 2. 2-(2-Bpomdenun)akpunonurpun (461 wmr, 2.22 wmmomb) u  N-(Mertokcnmerwi)-N-
(Tpumetmncnmamermn)oer3mwiamue (1.18 M, 4.43 mmons) pactBopsitor B JIXM (10 mi). K atomy pactBopy
TIPH OXJIAXKICHUH JIbIOM 100aBisiIoT TAY (208 Mk, 2.66 mmods). Tlocine Bo3BpamieHust K K.T., PEaKITHOHHYIO
CMecCh ITePEeMEIINBAIOT B TEUEHNE HOUN. PeakIIMOHHYIO CMeCh 3aTeM BBUIMBAIOT B BOAY (25 MJI) U SKCTParupyroT
¢ momoupo JIXM (2x50 mur). OObeaMHEHHBIC OpraHMYeCKHEe SKCTPAKThl MPOMBIBaIOT ¢ nomoinsio NaHCO;, ¢
TTOCIIEAYIONUM MMPOMBIBAHUEM COJIEBBIM pacTBOpOM, cymaT Hax MgSO,, GuibTpyioT u ynapusaioT. CrIpoe co-
eMHEHNE OYMIAIOT ¢ momomipio mpen-BOXX (ycnoBus mpen-BOXKX-3) ¢ momydenmem 1-6en3min-3-(2-
o6pomdenmm)nupponmuanH-3-kapborntprna (495 mr, Beixox 65%) B Buae xentoro macma. JKXMC-2: tx=0.74
muH, [M+1]"341.22 u 343.20.

Cramus 3. 1-bensun-3-(2-6pomdenun)nupponuaun-3-kapoonutpun (495 mr, 1.45 MMoinb) moasepraror
YCIOBUSIM THIPOJM3a, OMMCaHHBIM i [-4, ¢ momydeHueMm 1-OeHsmi-3-(2-OpomMbeHnT)IuppoIuInH-3-
KapOOHOBOW KHCHOTHI [-5 B BuIe OexeBoro TBepaoro Bemiectsa (293 mr, Berxoa 56%). JKXMC-2: tg=0.64 muH,
[M+1]"360.16 u 362.16.

[Mpomexyrounoe coemuHeHne 6: 1-(Tper-OyrokcukapOoHwm)-4-(2-n30nponuiadeHun)unepuant-4-
KapOOHOBas KHCIIOTA.

Cramus 1. K pactBopy I-2 (5.0 r, 11.8 mmoss) B MeOH (30 mur) m00aBJISIOT KOHII. CEPHYIO KHCIOTY
(10 mm). Peakimonnyto cMech nepememuBaroT npu 75°C B TeueHne 24 9 u 3aTeM ymapuBatoT. OCTaTOK pacTBO-
pstor B EtOAc (100 M) u mpombiBatoT Hackiml. pactBopoM NaHCO;. ®a3bl pa3aensioT U opranndeckyro dasy
MIPOMBIBAIOT COJIEBBIM pacTBopoM (50 mur), cymar Hag MgSO,, umsTpytoT 1 ynapusaioT. CeIpoe COeTHMHECHNE
ounIaroT ¢ nmomoikio xpomarorpadum (CombiFlash renran/EtOAc 9:1) ¢ monydyennem metun 1-6eH3ruapui-3-
(2-6pomdeHnT)azeTHANHE-3-KapOOKCHIaTa B BUe KenToro macnma (4.12 t, Bexox 80%). 'H SIMP (400 M,
CDCl) &: 7.54 (dd, J;=1.1 I', J,=8.0 'y, 1H), 7.49-7.41 (m, 4 H), 7.38-7.32 (m, 1H), 7.32-7.26 (m, 5H), 7.24-
7.19 (m, 2H), 7.17 (td, J;=1.9 T'ny, J,=7.9 T'u, 1H), 4.43 (s, 1H), 4.08 (d, J=8.3 T', 2H), 3.74 (s, 3H), 3.51 (d,
J=8.2 'y, 2H).

Cranus 2. Metun 1-6en3ruapui-3-(2-6pomdennn)azernann-3-kapookcmnat (4.12 r, 9.44 mmons) monsep-
rafT ycinoBusM coderanusi Cy3yku, ONMCaHHBIM ISl IPOMEKYTOYHOTO COCMHEHHUS 3, C TIOIyUYSeHHEM METHI 1-
6ensruapuin-3-(2-(nporn-1-eH-2-ni)pennn)aseTninH-3-kapOoKkcuiara B Buae xenroro macia (3.64 T, BEIXOA
97%). 'H SIMP (400 MT', JIMCO D) &: 7.40-7.38 (m, 4H), 7.30-7.23 (m, 7H), 7.21-7.17 (m, 2H), 7.12-7.10
(m, 1H), 5.06 (s, 1H), 4.59 (s, 1H), 4.42 (s, 1H), 3.82 (d, J=7.7 I'n, 2H), 3.66 (s, 3H), 3.21 (d, J=7.7 ', 2H),
1.92 (s, 3H).

Cramus 3. Metun 1-6en3runpmi-3-(2-(npon-1-eH-2-ui)penrn)azeTunni-3-kapookcunar (3.64 r,
9.16 MMOJIB) TIOJBEPTAIOT YCIOBUSAM OMBUICHHUS, OMMCAHHBIM s 1-3, ¢ mosryuenneM 1-6eH3ruapui-3-(2-(mpor-
1-en-2-mwi)henmn)a3eTuanH-3-KapOOHOBOW KHUCIIOTH B BHIIE OekeBoro TBepaoro Bemectsa (3.35 1, Bexon 95%).
'H SIMP (400 MT'u, IMCO Dy) &: 7.39 (d, J=7.3 T, 4 H), 7.28 (t, J=7.4 Ty, 4H), 7.23-7.17 (m, 5H), 7.11-7.09
(m, 1H), 5.06 (s, 1H), 4.71 (s, 1H), 4.39 (s, 1H), 3.82 (d, J=7.6 I'y, 2H), 3.14 (d, J=7.5 'y, 2H), 1.95 (s, 3H).

Cramus 4. Cmech 1-6ensruapmn-3-(2-(mpor- 1 -eH-2-mn)heHnn)azeTuauH-3-kapOooHoBOM KUCIOTH (3.35 T,
8.74 mmons), 25% pactBopa HCI (18 mur) m Pd(OH),/C 20% (1.6 r) B MeOH (100 M) mera3upyroT u 3aTeM THA-
pupytoT npu aasienun 1 6ap B Teuenne 18 u (peaxkumto KoHTpoimpyroT ¢ noMousio JKXMC). Peakunonnyio
CMECh 3aTeM JeTa3upyloT aproHOM M (QUIBTPYIOT Ha HaOMBKe IeNNTa, KOTOpylo npombiBatoT MeOH. Jleryune
BEIlECTBA YNApHBAIOT M OCTAaTOK Kpucraum3ylor u3 MeCN c¢ mnomydyeHueM ruapoxiopuma 3-(2-
M30IpoNI)eHUIT )a3eTHANH-3-KapOOHOBOH KUCIIOTHI B Buje Oenoro TBepaoro BemiectBa (1.17 1, Beixox 61%).
'H SIMP (400 MI'ri, IMCO Dg) 8: 13.55 (s br, 1H), 9.40 (s br, 1H), 9.15 (s br, 1H), 7.39 (d, J=6.9 I'n, 1H), 7.34
(t, J=7.2 'y, 1H), 7.24 (t, J=7.0 'y, 1H), 7.18 (d, J=7.6 ', 1H), 4.57-4.54 (m, 2H), 4.39-4.35 (m, 2H), 1.13 (d,
J=6.7 T'u, 6H).

Cramus 5. K cycnien3un runpoxiopuna 3-(2-uzonponmidern)a3eTuant-3-kapooHoBoi kucaotsl (1.17 T,
4.57 mmons) B IXM (25 mun) mo6asisiror DIPEA (5.9 M, 34.4 MmMoup) ¢ mocieayromuM aodasinenneM Boc,O
(1.1 1, 5.02 mmoutp). CMech mepeMenrBaroT Mpyu KOMHATHON TeMIieparype B Tedenne 24 4. Jlo6asmsror 1a. HCI
C IIeTBI0 TOBeCTH 3HaueHue pH 10 1, 1 peakMOHHYI0 CMECh IKCTparupyroT ¢ momoirsio JIXM (4 paza). O0be-
MUHEHHBIE OpraHUYecKHue dKCTpakThl cymar Hag MgSOy4, GuabTpyroT U ymapuaioT. OCTaTOK OYMINAIOT C TO0-
Mompio xpomarorpaduu (CombiFlash renran/EtOAc 1.5:1) ¢ momyuenuem 1-(Tper-OyTokcukapOoHmI)-4-(2-
U30TIPOTMII() SHIIT ) TUITEPUIUH-4-KapOOHOBOW KUCIOTHI -6 B Buae Oemoro TBepaoro BemecTBa (0.85 T, BBIXON
58%). 'H SIMP (400 MI'u, CDCly) &: 7.36-7.31 (m, 2H), 7.26-7.21 (m, 1H), 7.18 (d, J=7.0 T, 1H), 4.64 (d,
J=8.5Tu, 2H), 4.37 (d, J=8.5 'y, 2H), 2.61 (m, 1H), 1.46 (s, 9H), 1.19 (d, J=6.7 I'y, 6H).

[MpomesxyTouHoe coequHenue 7: 1-0eH3runpui-3-(2-6poM-6-MeTniIheHIIT)a3e T IMH-3-KapOOHOBas KHCIIOTA.

[MpomexyrouHoe coenunenue [-7 nomyuaror u3z 3-6pom-2-propToiyosia B COOTBETCTBUH C METOAOM, OIH-
caHHbIM Juig [-2. Jlnst Goree YMCTOro THAPOIN3a HUTPWILHOM TPYMIIBI 0 COOTBETCTBYIONIEH KapOOHOBOW KH-
CJIOTHI BBHITTOJIHAIOT TOCJIE0BATEILHOCTD U3 JIBYX CTaJlUi, UCIIONB3Ys cHadana ocHoBHbIe ycioBus (KOH) ¢ 06-
pa3oBaHMEM MPOMEKYTOYHOT'O aMHUIHOTO COCOMHEHHS, M 3aTe€M KHCIOTHBIM THAPOIU3 aMUAa, KaK OMHUCAHO I
[-4. JKXMC-2: t;=0.84 mun, [M+1]" 435.86.
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[MpomesxyTouHoe coequuenue 8: 1-6eH3ruapmi-3-(2-6pom-5-MeTniiheHnIT)a3e T AMH-3-KapOOHOBas KUCIIOTA.

[MpomexxyTounoe coenunenue 1-8 momyuator n3 4-6poM-3-hTopToiryona B COOTBETCTBHM C METO/IOM, OIH-
carnbM urs [-2. JKXMC-2: t,=0.85 mun, [M+1]7435.75.

IIpomeskyTounoe coemuaenne 9: 1-6en3ruapuin-3-(2-6poM-4-MeTHIPESHIIT )a3e THANH-3-KapOOHOBASI KUCIIOTA.

[Ipomexyrounoe coenunenue 1-9 monygarot u3 3-6pom-4-GTOpTOITYOTa B COOTBETCTBHH C METOJIOM, OITH-
canabIM Ut [-2. JIst 6oee 9ucTOro THAPOJIM3a HUTPWIHHON TPYIIBI 0 COOTBETCTBYIONICH KapOOHOBOW KH-
CJIOTHI BBITIOJTHAIOT TIOCIIEAOBATEIHHOCTL U3 ABYX CTaJWi, HCIOIB3Ys cHadana ocHoBHEIE ycnoBus (KOH) ¢ 00-
pa3oBaHMEM MPOMEKYTOYHOT'O aMHUIHOTO COCOMHEHHS, M 3aTe€M KHCIOTHBIM THAPOIU3 aMUAa, KaK OMHCAHO I
-4, JKXMC-2: tz=0.86 mun, [M+1]" 435.93.

[Mpomesxyrounoe coequnenue 10: 1-6en3runpui-3-(2-6pom-6-dropdenni)azeTnani-3-kapOoHOBast KHCIIOTA.

[MpomexyTounoe coeannenue 1-10 moxywaror u3 1-0pom-2,3-mudropOeH3ona B COOTBETCTBHH C METOIOM,
ommcanubM jurs 1-2. IKXMC-2: t,=0.83 mum, [M+1]" 440.24.

[MpomesxyTounoe coequuenue 11: 1-6en3runpui-3-(2-6pom-5-dropdenn)azeTnani-3-kapOoHOBast KHCIIOTA.

[Mpomexyrounoe coenunenue I-11 momydaror u3 1-6pom-2,4-1udTopOEeH30a B COOTBETCTBHU C METOJIOM,
omucannbM jurs [-2. JKXMC-2: t,=0.83 mun, [M+1]" 440.21.

[Ipomexxyrounoe coeamnenne 12: 1-0eH3runpui-3-(2-6pom-5-meTokcudeHn)a3eTuanH-3-KkapOoHOBas
KHCJIOTA.

IIpomexyrounoe coeamnenne I-12 momydaror u3 4-06poM-3-hTopaHn301a B COOTBETCTBHH C METOIOM,
omucannbM jurs [-2. JKXMC-2: t,=0.84 mun, [M+1]" 451.97.

IIpomexyrounoe coequaenue 13: 3-(kapOOKCHUMETHIT)OKceTaH-3-KkapOOHOBasK KUCIIOTA.

VYkazanHoe B 3arojioBke coeauHenue [-13 momydaroT W3 KOMMEpPYECKH JOCTYMHOro ATHi-2-(3-
[IUaHOOKCETaH-2-MT)alleTaTa B COOTBETCTBUH C METOI0M, omrcanHbM B US 20080207573,

[MpomexyrouHoe coeaunenune 14: 3-(2-(0€H3UIOKCH)-2-0KCOITOKCH )IIPOTIAHOBAs KHCIIOTA.

K pactBopy 6ensunraukonsta (1.0 r, 6.02 mmoins) B JIMDA (60 mi) nodasisitor cycnenszuto NaH (60%
mucriepcus B Maciie, 433 mr, 10.8 Mmons). Criyetst 1 9 700aBISIOT pacTBOp 2-(3-0pOMIIPOMIOKCH)-TETParHIpo-2-
H-mmupana (1.07 1, 4.81 Mmmonp) B JIM®A (2 min), 1 peakiimOHHYIO cMech iepeMernuBaroT pu 80°C B TeueHue 2
4. 3ateM A00aBISIOT Boxy (23 MiT), B cMech dKCTparupyrot ¢ momoinisio EtOAc (100 mi1). DKCTpaKT MPOMBIBAIOT
COJICBBIM pacTBOpOM, cymaT Hagy MgSO,, ¢uneTpyroT n ymapuBaroT. JKenThIil OCTATOK OYHIIAIOT C MOMOIIBIO
mperr. BOXX  (ycnmoBus mpen-BOXX-3) ¢ momyduenmem  Oemzmn  2-(3-((terparmapo-2H-mmpan-2-
WIT)OKCH)TpoTIoKkcH )aneTaTa (192 Mr) B Bue kenToro mMacia. 3areMm pactBop Oemsmn 2-(3-((terparumpo-2H-
TUpaH-2-ui)okcH)porokcu)amnerata (138 mr, 0.46 MMOJIb) M1 MOHOTHIpATA M-TONYOJICYIb(MOHOBOW KHCIOTHI
(8.8 mr, 0.05 mmous) B MeOH (10 mit) mepeMemnBaroT IpH K.T. B TeueHHe 2 4 (peaknuio KOHTPOIUPYIOT C TO-
mombto JKXMC). Peakionnyro cMmeck pazoasisor ¢ nmomouipbio Et,O (60 M) u mpoMbiBatoT pactBopoM Na-
HCO; (10 mi). Opranungeckyio dazy cymar Hax MgSOy, GuibTpyloT U ynapuBaroT ¢ IMOJy4eHHEM CBHIPOro OeH-
3u1 2-(3-rHaPOKCHUIIPOIIOKCH )aneTaTa, KOTopblid pacTBopstoT B MeCN (5 mu). [locnenosatensHo no0aBisioT
Oydepnsiii pactBop NaH,PO, (0.1 momw/m, 0.5 mm), 2,2,6,6-TeTpaMeTHIIHIICPUINH- | -OKCHIIBHBINA pajiKal
(TEMPO, 7.3 mr, 0.05 Mmo31b), BosH. pacTBop Xioputa Hatpus (80 1/, 1.1 M) u runoxioput Hatpus (50 Mki),
1 PEaKIMOHHYIO cMech nepememuBaroT nmpu S0°C B Tedenne Houn. CMech 3aTeM TacAT HACBIIEHHBIM PacTBO-
poMm cynbuTa HaTpus (2 M) W JIETydyue BemecTBa ymapuBaroT. OCTaToK pacTBOPSIOT B 3 MI CMECH
JAM®A/MeCN (1:1) u ounmmarot ¢ moMombio npern. BOXKX (ycnosus npen-BOXKX-3) ¢ mosrydeHneM yka3aHHO-
ro B 3arooBke coenuneHus I-14 B Buxe GexeBoro Bocka (11 mr). JKXMC-2: tg=0.76 mun, [M+1]" 239.18; 'H
SAMP (500 MI'u, MeOD) &: 7.38 (m), 7.42-7.30 (m, SH), 5.20 (s, 2H), 4.19 (s, 2H), 3.81 (t, J=6.4 T'n, 2H), 2.58
(t, J=6.4 I'u, 2H).

[Ipomexxyrounoe coequHenue 15: 3-(MeTokcukapooHwn)oumKo[ 1.1.1]nerran- 1 -kapOoHOBas KUCIIOTA.

VYka3aHHOE B 3aroyioBke coeaumHeHue [-15 MmoiydaroT W3 KOMMEPYECKH AOCTYITHOTO JIUMETHI OHMIIMK-
no[1.1.1]menran-1,3-1uKkapOokcuaTa B COOTBETCTBHH ¢ Meronmom, omucaHHBIM B J.Med.Chem. 2012, 55(7),
3414-3424 (Stepan, A. F. u 1p.).

[MpomexyrouHoe coeauHenue 16: 3-(MeTmICYIb(HOHAMHIO0)-3-0KCOMPOIIAHOBAs KHCIIOTA.

VYka3aHHOE B 3aroJIoBKe coeanHeHue [-16 moiaydaroT M3 KOMMEPUYECKH JOCTYITHOTO METHIINPOINHUOJaTa
MeTaHCYJIb(QOHUIA3HIa B COOTBETCTBHU C METOIOM, onucaHHbM X. Wang u nip. B Tetrahedron 2011, 67, 6294-
6299.

[Ipomexyrounoe coequaenue 17: 4-3Tokcu-3,3-mudTop-4-okcoOyTaHOBasE KHCIIOTA.

K pactBopy 2,2-mudtopsiaTaproii kucioTs! (100 mr, 0.649 MmMois) B nzonponwianerate (2 M) 100aBIs-
1OT aHTuIpua TpudropykcycHoi kucnothl (108 mii, 0.78 MMonb). PactBop nepememnmBaroT npu 50°C B Tede-
HUe | 9 ¢ monydeHneM anruapuaa 2,2-auTopSHTapHON KUCIOTHI, KOTOPBIA pacKphIBatoT dTaHoioM (200 MKi) ¢
HoydeHueM celpoit 3,3-mudrop-4-merokcn-4-okcodyraHoBoi kucnotsl 1-17 (160 Mr) B Buje jenToro macna.
'"H SIMP (400 MT't;, IMCO) &: 13.20 (s br, 1H), 4.30 (q, J=7.2 T, 1H), 3.36 (t, J;..=14.9 T', 2H), 1.25 (t, J=7.2
I'u, 3H).

[Mpomexyrounoe coeaunenue 18: (S)-(+)-uTpamarneBast KUCIOTA.

IMpomexyrounoe coeanHenue I-18 momydator w3 kommepueckn pnoctynHoro (R)-(+)-4-mermin-4-
(TpUXIOpPMETHIT)-2-0OKCETAHOHA B COOTBETCTBUHU C METOIOM, omucanHeiM B M. Gill u ap., Aust. J. Chem. 2000,
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53, 245-256.
Ipumepsr

IIpumep 1: 3-(2-m3onponmindenni)-N-(2-MeTOKCH-6-ME THITTHPUANH-3 -1 )a3€ THAHH-3-KapOOKCaMHI.

Cramus 1. K pactBopy 2-MeTokcu-6-metmnmupuani-3-amuHa [-1.A (191 mr, 1.38 Mmmois) B TT'® (10 M)
nobasistior cycriensuto NaH (60% nucnepcus B macie, 120 mr, 2.76 mmons). [Tocne nepememuBanus cMecH B
tederre 30 MUH, MO KaIusIM JOOABJISAIOT CYCIEH3UI0 OeH3ruapiI-3-(2-6poMpennn)azeTuanH-3-KapOoOHWIT XJT0-
puma I-3 (608 mr, 1.38 MMonp) B TT'® (10 M) 1 mepemMemmMBanne MPOAODKAIOT B TeUeHUE 2 4 (PEaKIUI0 KOH-
TposupyioT ¢ momotnbio XKXMC). PeakninoHHYI0 cMech 3aTeM pa30aBisioT ¢ momotibio JIXM (50 mur) u mpo-
MBIBatoT Boaoi (20 mir). Opranndeckyro ¢a3y cymar Hax MgSO,, Gunbtpyror n ynapusaioT. Celpoe coequHe-
HUe KpucTawmsyloT u3  MeCN ¢ momydenuem  1-Oemsrumpui-3-(2-6pomdenin)-N-(2-MeToKcH-6-
METHIITHPUINH-3 -1 )a3e TUANH-3-KapOOKCcaMu/ia B BUJIC HE COBCEM OEIIOro TBEPAOTO BelecTBa (278 MT, BBIXOJ
37%). "H SIMP (400 MT'nt, IMCO Dy) 8: 11.10 (s, 1H), 8.42 (d, J=7.9 I'n, 1H), 7.62-7.57 (m, 5H), 7.40-7.34 (m,
5H), 7.28-7.18 (m, 4H), 6.88 (d, J=7.9 I'n, 1H), 4.73 (s, 1H), 4.17 (s, 3H), 4.01 (d, J=7.0 'y, 2H), 3.52 (d, J=7.3
I'u, 2H), 2.42 (s, 3H).

Cramust 2. 1-Bensrunpmi-N-(2-MeTOKCH-6-MeTHIITUPUIUH-3-11)-3-(2-(T1pot-1 -eH-2-1i) heHriT)a3e TH AN H-
3-kapOokcamu MOJTy9atoT u3 1-6en3ruapui-3-(2-6poMmdennn )-N-(2-MeTOKCH-6-Me TP U IUH-3 -
VLIT) a3 TH/INH-3-KapOOKCAMHIA, CIIELysl METOIHKE, OMMCAHHOM utst 1-6, cramus 3 (216 wmr, Beixox 84%). 'H SIMP
(400 MI'u, IMCO Dg) o: 11.24 (s, 1H), 8.44 (d, J=7.9 I', 1H), 7.57 (d, J=7.5 ', 4 H), 7.36 (t, J=7.5 'y, 4 H),
7.26-7.15 (m, 5H), 7.00 (d, J=7.3 T'n, 1H), 6.88 (d, J=7.9 I', 1H), 4.98 (s, 1H), 4.74 (s, 1H), 4.68 (s, 1H), 4.16
(s, 3H), 3.87 (d, J=7.4 'y, 2H), 3.33 (d, J=7.4 T'm, 2H), 2.42 (s, 3H), 1.94 (s, 3H).

Cramqus 3. Cmech 1-6en3ruapni-N-(2-MeTOKCH-6-Me THITTUPUIUH-3 -11)-3-(2-(por- 1 -eH-2-
nin)deHn)azeTnanH-3-kapookcamuaa (216 mr, 0.43 mmomns), 25% pactBopa HCI (4.5 mm) u Pd(OH),/C 20
Mac.% (300 mr) B MeOH (25 M) mera3upyror 1 3aTeM THAPHUPYIOT Ipu naBieHuu | Oap B TeueHue 18 1 (peak-
M0 KOHTPOJIHPYIOT ¢ moMoIsio JKXMC). PeakninoHHyI0 cMech 3aTeM AEra3upyroT aproHoM U QWIBTPYIOT Ha
HaOMBKe menuTa, Koropyto npombiBatror MeOH (10 mur). Jleryune BemecTBa yrnapuBaroT U OCTaTOK PacTBOPSIOT
B EtOAc (60 mur). Opranndeckuii pacTBop npoMsIBatoT SH. BoaH. pactBopoMm NaOH (30 mun), cymat Hag MgSOy,
¢unbTpyIOT M ynapusaioT. Cplpoe BemecTBO ouninaroT ¢ nomomsto mnpert. TCX (amoent: JJXM/MeOH: 9/1) ¢
noxyderneM 3-(2-usonponmiperni)-N-(2-MeTOKCH-0-MeTHINNPUANH-3-WT)a3e TUANH-3-KapOokcaMuaa npum. 1
B BH/Ie 6EITOr0 TBEPIOro BemecTsa (32 Mr, BEIxox 22%). JKXMC-1: tx=0.68 mun, [M+1]" 340.43; "H SIMP (400
MTI'n, CD;0D) &: 8.34 (d, J=7.9 I', 1H), 7.46-7.35 (m, 4 H), 6.78 (d, J=7.9 I'y, 1H), 4.31 (d, J=8.5 T'u, 2H),
4.17 (d, J=8.5 T'm, 2H), 3.72 (s, 3H), 2.49 (m, 1H), 2.36 (s, 3H), 1.13 (d, J=6.7 'z, 6 H).

ITpumep 2: N-(2-130mpONOKCU-6-METHITTUPHINH-3-11)-3 -(2-u30nponmideHu )a3e THAUH-3 -KapOOKCaMHI.

N-(2-130mPOMOKCH-6-METHITTAPUINAH-3 -11)-3~(2-n30Tp oI eHIT )a3e THANH-3 -KapOOKCaMHUT  TIOy4YaroT
13 2-M30IPOIOKCH-O-MeTmmupuanH-3-amuaa [-1.B (1.8 1) m OGensruapui-3-(2-6poMdennin)azeTuana-3-
kapOonun xmopuna I-3 (4.36 1), cnenyst MeToauke, onrucanHou s nmpuM. 1 (1.29 r, Genoe TBepaoe BEUIECTRO).
KXMC-1: t;=0.80 mun, [M+1]" 368.34; 'H SIMP (400 MI'u, CD;0D) &: 8.45 (d, J=7.9 I'u, 1H), 7.49-7.47 (m,
2H), 7.43-7.40 (m, 2H), 6.74 (d, J=8.0 I'y, 1H), 5.51 (s, 1H), 5.18-5.11 (m, 1H), 4.38 (d, J=8.2 I'y, 2H), 4.21 (d,
J=8.0 T'u, 2H), 2.37-2.44 (m, 1H), 2.33 (s, 3H), 1.13 (d, J=6.7 I';, 7H), 1.02 (d, J=6.2 'y, 6H).

[Mpumep 3: N-(2-(andropMeToKcH)-6-MeTUITMPHINH-3-1T)-3-(2-H300pOTMIIEHIIT)a3e THAUH-3 -KapOOKCaMHUI,

N-(2-(mudropmeTokcn )-6-Me THIIHPUINH-3-11)-3-(2-1u30nponmipeHIIT)a3e TUANH-3-KapOOKCaMH L TTOJTy-
yalor w3  2-(mudropmerokcn)-6-merwnnupuauH-3-amuna  [-1.C (229  wmr) w  OGensruapumi-3-(2-
Opombenmn)azeTunun-3-kapoonmn xiaopuaa [-3 (608 mr), crexyst Mmetoauke, onucanHod it npuM. 1 (110 wmr,
xentoe Macio). JKXMC-1: tg=0.71 mun, [M+1]" 376.22; 'H SIMP (500 MI'n, IMCO Dg) 8: 9.90 (s, 1H), 8.24
(d, J=8.0 I', 1H), 7.63 (t, J=72.6 I'n, 1H), 7.33 (dd, J,=1.3 'y, J,=7.8 I'n, 1H), 7.28 (td, J;=1.2 I'n, J,=7.3 I'L,
1H), 7.19 (m, J;=1.4 'y, J,=7.7 I'n, 1H), 7.14 (dd, J,=1.1 I', J,=7.7 'y, 1H), 7.11 (d, J=8.4 T'n, 1H), 4.07 (m,
2H), 4.01 (m, 2H), 2.38 (s, 3H), 1.09 (d, J=6.7 'y, 6H).

IIpumep 4: N-(2-(audTopMeTOKCH)-6-METHIIMAPUANH-3 -1 )-4-(2-130TTp oI e HIT ) TUTIe pUTUH-4-KapOoK-
camun, mnpumep 4.1: Tper-Oytrn  4-((2-TUApPOKCH-6-METHIITUPUIANH-3 -1 ))KapOamomni )-4-(2-u3onponmide-
HWI)TUTIEPUIH- | -kapOOoKCcHIaT.

Cramus 1. K pactBopy 1-(TpeT-0yTOKcHKapOOHM)-4-(2-n30TponuideHIT)TunepuInH-4-kapOoHOBOH KH-
ciotsl I-4 (2 1, 5.76 mmoune) u AM®A (1 mi) B mupunune (20 min) no xkamwsim noo6asisttor POCl; (0.79 mu, 8.63
MMOJIb) B TeueHHe 35 MUH (TTOJTHOE IPEBPAILCHNE B €€ aAlMIXIOPUI KOHTPOIHPYIOT ¢ omorbio JKXMC c ra-
menueM ¢ nomoibio MeOH). 3aTeM peakmoHHYIO CMECh YHapHUBaIOT 10 yAajeHHs JeTy4uux BeuiecTB. Coipoe
BEIIECTBO CYCIICHAUPYIOT B mupuauHe (20 MIT) M 1O KaIUIsiM TOOABIISIOT K PACTBOPY 3-aMUHO-0-METUIIITUPHTUH-
2-omna (14.4 mMonb, 1.79 r) B mupumune (10 mir). PeaknnoHHyI0 cMech IepeMenInBaloT MpH K.T. B TEUCHHE 2 4 U
3areM ynapuBaroT. OctaTtok pacTBopsitoT B EtOAc (50 mi) u nmpomsiBatoT Boznoit (20 mit) ¢ mocnexyromei npo-
MBIBKO# Hacki. pactBopoM NaHCO; (50 mu) u coneBbiM pacTBopoM (50 mut). Opranndeckyro (asy 3arem cy-
mar Hax MgSO,, GunbTpyroT U ymapuBaroT. CeIpoi MPOAYKT OYMINAIOT ¢ TIOMOIIbi0 mpern. BOXX (ycmoBust
npen-BOXX-3) ¢ momydenumem  Tper-OyTmin  4-((2-THIPOKCH-6-METHITMPUINH-3-1T)KapoaMon)-4-(2-
n3onpommideHun)nunepuaut- 1 -kapookcmnata (850 mr, Beixox 33%) B Buae xenrtoro macia. KXMC-1:
tg=1.24 mun, [M+1]" 454.07; 'H SIMP (400 MI'u, IMCO Dy) 8: 11.88 (s, 1H), 8.12 (d, J=7.4 T, 1H), 7.81 (s,
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1H), 7.52 (d, J=7.5 'y, 1H), 7.41 (dd, J,=1.4 I'n, J,=7.8 I'n, 1H), 7.35 (t, J=7.0 I'n, 1H), 7.29 (td, J;=1.4 I'L,
1,=7.8 ', 1H), 5.99 (d, J=7.5 I'u, 1H), 3.49 (s br, 4H), 3.11-3.04 (m, 1H), 2.28-2.24 (m, 2H), 2.10 (s, 3H), 1.99-
1.95 (m, 2H), 1.40 (s, 9H), 1.02 (d, J=6.6 I's, 6H).

Cramus 2. K  pactBopy  4-((2-ruapoKcH-6-METHIITAPHIANH-3 -1 )KapOamMor )-4-(2-u3onponmide-
HUT)unepuanH- 1 -kapookcunara (850 mr, 1.87 mMonp) B IM®PA (20 mi) gobasnsior Cs,CO; (916 mr, 2.81
MMOJIb) C TOCIIEAYIOMUM no0aBieHneM xiopaudropamerata Hatpus (429 mr, 2.81 mMMmoinb). PeaknmuoHHyIO
cMmech nepememmBatot pu 60°C B Teuenne 18 4. 3aTtem cmech pasdasisiioT ¢ momoinisio EtOAc (50 mur) u mpo-
MBIBaIOT HachIl. pactBopoM NaHCOs; (25 M) ¢ mocnenyrommei mpoOMBIBKOH COJIEBBIM pacTBopoM (25 mi). Op-
raHuueckylo ¢asy cymat Hag MgSO,, GunbTpyIoT u ynapuatoT. OcTaToK OYMINAIOT ¢ MOMOLIb0 mper. BOYXKX
(ycmoBust  mpen-BOXX-3) ¢ momywenmem  tper-Oytun - 4-((2-(mudropmerokcn)-6-MeTHIITHPHUIMH-3-
win)kapbamonn)-4-(2-n3onponuideHin)nunepuarH- 1 -kapookcnnaTta B Buzie 06exeBoro nopoiuka (709 mr) npum.
4-1, KOTOpBIH CONEPXKUT MpUbIH3UTETLHO 15% permomsomepa. KXMC-1: tg=1.48 mun, [M+1]" 504.17. 'H
SAMP (400 MI'u, AMCO Dg) 6: 8.23 (s, 1H), 7.85 (d, J=8.0 I';, 1H), 7.53 (t, J=72.6 I'y, 1H), 7.50-7.48 (m, 1H),
7.41 (dd, J;=1.5 T'q, J,=7.8 I'n, 1H), 7.34 (d, J=6.1 I'y, 1H), 7.27 (m, 1H), 7.09 (d, J=8.0 ', 1H), 3.67-3.60 (m,
2H), 3.53-3.42 (m, 2H), 3.28-3.20 (m, 1H), 2.41-2.37 (m, 5H), 1.98-1.90 (m, 2H), 1.41 (s, 9H), 1.09 (d, J=6.6
I'm, 6H).

Cramqus 3. K pacTBopy 4-((2-(nudTopMeTOKCH)-6-METHIITTUPUINH-3 -1T)KapOamowni )-4-(2-
n3onponwideHnn) nunepuana- 1 -kapookcmiara (709 mr, 1.41 mmons) B JIXM (20 M) nobasmsitor TOY (1.1 mur,
14.1 mmons) ipu 10°C. PeakmmoHHYIO0 CMeCh MEPEMEININBAIOT TPH K.T. B TeUeHHUe 2 1 (PEaKIuio KOHTPOIUPYIOT
¢ nomometo XKXMC) u 3arem ymapuBatoT. OCTaTOK OUYHWIIAOT ¢ Momolmnsio mpen. BOXX (ycmoBus mper-
B3OXX-3) ¢ nmonydenuem N-(2-(mudTOpMETOKCH)-6-METHIITAPHANH-3-11)-4-(2-130TTpOTNTHiI-() e HII ) TUTICP U A H-
4-xapOokcamuna npuM. 4 (416 mr, Berxon 73%) B Bume Oenoro TBepaoro BemectBa. KXMC-1: tz=0.74 muH,
[M+1]" 404.06. 'H SIMP (400 MT't;, IMCO Dy) &: 7.97 (d, J=8.0 I'n;, 1H), 7.91 (s, 1H), 7.53-7.51 (m, 1H), 7.50
(t, J=72.5 T'n, 1H), 7.39 (dd, J,=1.5 ', J,=7.7 I'n, 1H), 7.33-7.25 (m, 2H), 7.09 (d, J=8.0 'y, 1H), 3.26-3.17 (m,
1H), 3.01-2.96 (m, 2H), 2.75-2.71 (m, 2H), 2.36 (s, 3H), 2.34-2.27 (m, 2H), 1.95-1.89 (m, 2H), 1.06 (d, J=6.6
I', 6H).

ITpumep 5: N-(6-X710p-2-METOKCUIUPUANH-3-11)-3-(2-130TponuiadeHIIT)a3eTHINH- 3 -KapOOKCaMU 1.

Cramus 1. K pacrBopy 1-6 (40 mr, 0.125 MMoIB), KOMMEPUYECKOTO 6-XJIOP-2-METOKCHITUPHINH-3-aMUHA
(25 wr, 0.15 mmouts) u mupuanHa (70 Mk, 0.07 mmois) B EtOAc (1 mi) mobasmstor 50% pacteop T3P B EtOAc
(300 MK, 0.5 mMmoite). PeakinmonHyto cmech niepeMentuBaioT pu 65°C B TedeHre HOUH. 3aTeM T00aBISIOT BOAY
(5 M) U peakIMOHHYIO CMeCh 3KCTparupyrT ¢ moMoinsio EtOAc (3x10 min). OObeqrHEHHBIC OPTaHUYCCKUE
9KCTpakThl cymar Hax MgSO,, GmibTpyroT u ynapuBaioT. OCTaToOK OYHINAIOT ¢ ToMoIbio nperr. BOXX (ycimo-
Busg Tmipen-BOXX-1) ¢ momydeHnem Tper-OyTHur  3-((6-XI710p-2-METOKCUTTUPUINH-3-1IT)KapOaMon)-3-(2-
n30NponMI(eHMT)a3eTHANH- | -kapOoKcIaTa B Bue Jkenroro macia (54 mr, Berxox 62%). XKXMC-2: tg=1.22
mun, [M+1]" 460.37. "H SIMP (400 MI'u, CDCl;) &: 8.58 (d, J=8.2 I', 1H), 7.48-7.41 (m, 2H), 7.39-7.32 (m,
3H), 6.92 (d, J=8.2 ', 1H), 4.80-4.54 (m, 2H), 4.52-4.28 (m, 2H), 3.75 (s, 3H), 2.43 (m, 1H), 1.48 (s, 9H), 1.14
(d, J=6.6 T'm, 6H).

Cragus 2. tper-byrnn 3-((6-x110p-2-MeTOKCHITUPHUANH-3 -1T)KapOamMomni)-3 -(2-u30nponih eHrIT)a3e THHH-
1-xapOoKcHIaT OABEPTalOT YCIOBUSM CHATHS Boc-3amMThI, ONIMCaHHBIM JUT NPUM. 4, C TOJTyYSHHEM NIPHUM. 5 B
Bune GecuperHoro macna (30 mr, Bexon 75%). XKXMC-1: tx=0.72 mun, [M+1]" 360.30. 'H siMP (400 MTI',
CDCl,) 6: 8.62 (d, J=8.2 I'i, 1H), 8.38 (s, 1H), 7.41-7.36 (m, 2H), 7.34-7.29 (m, 1H), 7.17 (d, J=7.7 I'u, 1H),
6.92 (d, J=8.2 ', 1H), 4.27 (s br, 4H), 3.85 (s, 3H), 2.51-2.41 (m, 1H), 1.14 (d, J=6.7 ', 6H).

Mpumep  6:  tuppoxiopun  N-(2,6-IMMETOKCHITUPUANH-3-1T)-3 -(2-n30nponuid eI )a3e TH I H-3 -
kapOokcamuma; mpumep 6-1: Tper-Oytmn 3-((2,6-aUMeTOKCHITUPUANH-3 -1 )KkapOamor)-3-(2-n3omnponuide-
HUT)a3eTUaNH- | -kapOokcuiar

Tunpoxnopun N-(2,6-nuMeToKCUIUpUInH-3-11)-3 -(2-n30nponmidheHr ) a3e THANH-3-KapOokcaMu1a
nmpuM. 6 u Tper-Oytun  3-((2,6-TUMETOKCUITHPUANH-3 -1 )KapOamMor)-3-(2-u3onponmiheHnT)a3e THINH- 1 -
KapOokcwiaT TpuM. 6-1 TOMy4aroT W3 KOMMEPYECKH JOCTYIMHOTO THIPOXJOpHaa 3-aMHHO-2,6-
numeTokcunupuanHaa (35 mr) u [-6 (46 Mr), criemyst METOIUKE, OTTMCAHHOMN IS TIPUM. 5.

ITpum. 6 (65 Mr, xKenTslii Bock). JKXMC-1: tz=0.70 mun, [M+1]" 356.02.

Ipum. 6-1 (72 mr, 6enoe TBepaoe BemiectBo). KXMC-1: tg=1.44 muH, [M+1]" 456.24.

Mpumep 7: runpoxmopun  N-(2-(audTopMeToKCH)TUPUINH-3-11)-3-(2-n30mponnideHu)a3eTH IHH-3 -
KapOOoKcaMua.

Tunpoxiopun  N-(2-(mudTopMeTokcH ) TUPUANH-3-1)-3~(2-130mponii) eHILT)a3e TUANH- 3 -KapOoKcaMuaa
IpUM. 7 TIOJTy4aloT U3 KOMMEPYECKHU JOCTYITHOTO THAPOXIopHaa 2-(IudTopMeTOKCH )TUpuaAnH-3-aMuHa (32 Mr)
u 1-6 (40 mr), cienys MeToaMKe, onucaHHoM st mpuM. 5 (31 mr, 6eroe TBepaoe BemiecTBo). JKXMC-1: tg=0.68
mun, [M+1]"362.33; 'H SIMP (500 MI't;, IMCO Dy) 8: 8.63 (s, 1H), 8.13 (d, J=7.8 'y, 1H), 8.05 (d, J=4.6 I'u,
1H), 7.58 (t, J=72.2 T'u, 1H), 7.51 (d, J=7.7 I'u, 1H), 7.48-7.40 (m, 2H), 7.39-7.29 (m, 2H), 4.74-4.61 (m, 2H),
4.48-4.42 (m, 2H), 2.46-2.40 (m, 1H), 1.12 (d, J=6.6 I't, 6H).

ITpumep 8: N-(2-(mudropmeTokch)-5-GToprupuIuH-3-1)-3-(2-m30npomuid eHrT )a3e THANH-3-KapOOKCaMH/L.

N-(2-(mudropmerokcn)-5-hToprupunnt-3-min)-3-(2-n3onponuideHr)a3eTHANH-3-KapOOKcCaMuT TIpUM. 8
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MOJIy4aroT U3 KOMMEPUYECKH JOCTYITHOTO 3-aMHHO-5-(Topnupuaun-2-ona (89 mr) u 1-6 (86 mr), cienys meto-
JuKe, ormucanHoi ams mpuM. 4 (13.5 mr, GecuerHoe Macno). KXMC-1: tx=0.72 mun, [M+1]" 380.13.

IIpumep 9: N-(6-3TOKCH-2-METOKCUTTUPUINH-3-11)-3-(2-n30TponniIdeHIIT)a3e THANH-3 -KapOOKCaMUI.

N-(6-3TOKCH-2-METOKCUTTUPUANH-3-11)-3-(2-H30TIponiIp eHILT)a3e TU ANH-3-KapOoKcaMu puM. 9 moiry-
Y4aloT M3 KOMMEPYECKH JOCTYITHOTO 6-3TOKCH-2-MeTOKCUIHpUInH-3-amuHa (77 Mr) U [-6 (70 Mr), Hcmons3ys
POCI; MEeTOMKY, OIIMCAHHYIO AT puM. 4 (88 Mr, sxenToe Macio). JKXMC-1: tz=0.76 mun, [M+1]" 470.10.

Ipumep 10:  N-(2-(mudTOPMETOKCH )-6-METUITHUPUINH-3-1T)-3-(2-U30TpOonHII) SHHUN ) TUPPOTHINH-3 -
KapOOKCaMWI.

Cranus 1. 1-bensni-3-(2-6poMpennn)nuppoiauaus-3-kapoonosyto kucioty -5 (273 wmr, 0.76 Mmois) co-
YeTalT C THIPOXJOPUIOM 2-(mudropMeToKcH)-6-metunnupuant-3-amuna [-1.C (319, 1.52 mmomns), cienys
METOJMKE, ONHCAaHHOW 1t npuMm. 1, cramgus 1, ¢ mnomydenunem 1-OeH3mu-3-(2-Opomdennn)-N-(2-
(mudropmMeToKCH )-6-METHIITUPHIMH-3 -HIT) TUPPOIHINH-3-Kapookcamuna (317 mr, Beixox 81%) B Buzme OienHo-
xenroro Macia. JKXMC-2: tz=0.89 mun, [M+1]" 516.17 u 518.16.

Cragus 2. Cnenys wmeroauke, omucanHou mns [-4, cragms 3, 1-Oensmi-3-(2-6pomdenmn)-N-(2-
(madTopmMeToKCH)-6-METHIIMTUPUANH-3 -1 ) App o auH-3-kapookcamuy (307 mr, 0.60 MMOJIL) MTOABEPTAIOT pe-
aKIIMX CO CJIOKHBIM IMMHAKOJIOBBIM 3(UPOM H3OTPOTICHUIOOPOHOBOM KHCIOTHI (0.56 Mit, 2.97 MMOJIB) € TIOTY-
geHueM |-0eH3mI-N-(2-(nudTopMeToKCH )-6-MeTHITTUPHINH-3 -11)-3 ~(2-(TIpoTI- 1 -eH-2-11 ) SHIIT ) TUP PO M H-
3-kap6okcamusa (228 mr, Beixox 80%) B Bue GecuseTHoro Macna. JKXMC-2: t;=0.94 mun, [M+1]" 478.30.

Cramus 3. K pactBopy 1-6eH3un-N-(2-(audTopMeTOKCH)-6-MeTHIIMUPUANH-3-11)-3-(2-(Tipor- 1 -eH-2-
nin)eHnn ) muppoauanH-3-kapookcamuaa (228 mr, 0.48 mmons) B 10 mi cmecu metaHon/TT'® 1:1 mobaBmusioT
Pd/C 10% (100 mr, 0.03 MMonb). PeaknimoHHYIO CMECh JIETa3upyIOT, THAPUPYIOT MPH daBieHuu | Oap u mepe-
MEIIMBAIOT B TeUeHUe 2 4 (IPOTEKaHUE PeakH KOHTPOIUpYIOT ¢ nmomoinsio JKXMC). Cmech GUIBTpYIOT Ha
LEeJNTe ¥ YIapHBaIOT JI0CyXa C IMOJyYEeHHEM YKa3aHHOTO B 3aroyioBke coequHeHust npum. 10 (138 mr, BeIxox
74%) B Buze GecuperHOro Macna. JKXMC-1: tz=0.83 mun, [M+1]" 390.29. 'H SIMP (400 MI'u, CDCl;) &: 8.49
(d, J=8.1 I', 1H), 7.60 (s, 1H), 7.45-7.37 (m, 2H), 7.29 (m, J=76.8 I'n, 1H), 7.32-7.26 (m, 2H), 6.92 (d, J=8.0
I'u, 1H), 3.81-3.68 (m, 1H), 3.47-3.25 (m, 2H), 3.15-2.94 (m, 2H), 2.90-2.75 (m, 1H), 2.39 (s, 3H), 2.31-2.18
(m, 1H), 1.17 (d, J=6.6 ', 3H), 1.13 (d, J=6.6 'y, 3H).

Ipumep 11-1:  1-(2-amuHOITHIN)-N-(2-(TUDTOPMETOKCH )-6-ME THITTHPUINH-3-11)-3-(2-r30mponmide-
HUT)a3eTUINH-3-KapOoKkcaMu .

Cramus 1. K pactBopy N-(2-(audTopMeToKcH)-6-MeTHITTUPHIAH-3-11)-3-(2-u30mponvid eHr )a3e TH T H-
3-kap6okcamuaa puMm. 3 (200 mr, 0.53 mmons) u TEA (222 mxi, 1.60 mmoine) B JIXM (5 mur) moGasisror N-
Boc-6pomatanamun (239 wmr, 1.07 Mmoms). PeakmmoHHy0 cMeCh MEpPEeMEeIMBalOT B TEUEHUE HOYH. 3aTeM J0-
GamistroT npyryto mopruio N-Boc-6pomaTtmiiamuna (239 mr, 1.07 MMOJIB) U TIepeMeInBaHUE MPOIOJDKAIOT B
TeueHue 24 4. Peakmonnyro cMech pa3baBistor ¢ momoibio JIXM (20 min) u mpombIBaroT Bojoi (15 mur) ¢ mo-
CIIEyIOIIeH TPOMBIBKOH costeBbIM pacTBopoM (10 mut). Oprannueckyto ¢asy cymar Hag MgSO,, GUIbTpYIOT U yna-
puBaroT. OCTaToK OYHINAIOT ¢ moMotkio mper. BOXX (ycmopus npen-B2XKX-3) ¢ nonydennem tper-oyrmn (2-(3-
((2-(madpTopMeTOKCH)-6-METHIITHPHINH-3 -HIT)KapOamMomi)-3-(2-u30nponih eHU )a3e THANH- | -HT)9THIT)Kapbamara
(180 mr, 0.35 MMOIB, BBIXOZ 66%). JKXMC-2: t,=0.99 mum, [M+1]" 519.19.

Cramqus 2. TpeT-byTnn (2-(3-((2-(muTopMeETOKCH )-6-METHITTUPU I H-3 -FuT)KapOoamon)-3-(2-
n3onponwideHm)azeTHanH- | -un)3Tin)kapoamat pactBopsioT B JIXM (10 mi) u mobasmstor TOY (250 Mk,
3.27 MmModb). PeakmmoHHyI0 CMeCh TIEPEMENTUBAIOT B TEUCHHNE HOYH M 3aTeM TacsAT HachIml. pactBopoM NaHCO;
(5 mi). Oprannueckyto (azy coOuparoT 1 BoAHYIO (azy skcTparupyror ¢ nomousio JIXM (2x10 mi). O6benn-
HEHHBIC opranudeckue ¢aspl cymat Hagx MgSO,, GUIABTPYIOT U YIAPUBAIOT C TIOydeHHueM 1-(2-aMHHOAITHI)-N-
(2-(muropmeTokcn)-6-MeTHITTUPUINH-3 -1T)-3-(2-n3onponmideHmn)azeTuInH-3-kapookcamuaa  npuM.  11-1
(90 mr, BBIXOT 62%) B BuE Bocka. IKXMC-1: tz=0.64 mun, [M+1]"419.4.

Tabmuna 1. [Ipumepsr 11-2 - 11-11.

IMpumepst 11-2 - 11-11 cHHTE3UPYIOT MyTeM HYKICOPHUIBHOTO 3aMEIICHHMs, UCITIONb3Ysl METOANKY, OIH-
CaHHyI0 A npumepa npum. 11-1, ucxons u3 nmpum. 3 unu npuM. 4 U pasIUUHBIX ranoreHankasos. Ha craqum 1
MO>KHO UCIOJIb30BaTh Apyrue ocHoBaHus, ueM TEA, takue kak NaOAc mwnu Cs,CO;. Ha craguu 1, IXM Mmoxer
0b1Th 3amMeHeH Ha JIM®DA, MeCN wim MeOH.

AHanutuuec-
ITpumep Haszsanue KHE TaHHbIE
KXMC-1
N-(2-(nudTopmeToKcH)-6-MeTHATTHPUAUH-3-11)-1-(2- [M+1]°420 36
Ipum. 11-2 | ruppoxkcusTun)-3-(2-u3onponuindeHunn)a3eTuanH-3- t 071
KapOOKcaMu R
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N-(2-(zudTopMeTOKCH )-6-MeTHIIMHUPUANH-3-11)-1-(2- [M+1]°448 38
IIpum. 11-3 | ruppoxcusTun)-4-(2-u30nponuid eHu ) TUIepUAnH-4- 0 0.73 ’
KapbokcamMus R
N-(2-(nudTopMeToKCH )-6-MeTUIMUpUAUH-3-11)-1-(3- [M+17°434.17
IIpum. 11-4 | rugpoxcunponuin)-3-(2-u3onponrmideHnn)a3eTuauH-3- t0 0.73 ’
kapGokcaMus R
N-(2-(nudTopMeTOKCH )-6-MeTHIMHUPUANH-3-11)-3-(2- [M+1]°446.39
TIpum. 11-5 |uzonponundennn)-1-(okceTan-3-uaMeTws)a3eTUINH-3 - t. 074 ’
KapOOKCaMUJ R
Tpum. 11-6 1-nuano-N-(2-(audTopMeTokcH)-6-MeTHIIUPUANH-3- |[M+1]7401.43
) uin)-3-(2-usonponund eHui)azeTuanH-3-kapbokcaMug tr 1.26
1-(3-(1H-teTpaszon-5-un)npomn)-N-(2- +
IIpum. 11-7 (nudTopmMerokcH)-6-MeTHIMUPUANE-3-11)-3-(2- [M-l;l]04880644
usonpommidenn)azeTuanH-3-kapOoKcamMmua R
1-((1H-rerpa3on-5-un)merun)-N-(2-(audpropmerokcu)- [M+1]°458.10
IIpum. 11-8 6-MeTHNINHPUIUH-3-11)-3-(2- t. 0.92 '
n3onponmideHm)a3eTHANH-3-kapOOKCaMuA R
N-(2-(zudpTopmerokcu)-6-MeTHaANUpUANH-3 -11)-1-(3- [M+1]°462.03
Ipum. 11-9 ruapokcu-3-metundyrun)-3-(2- t0 0.84
M30TPONMMIPEHNIT )a3eTHINH-3 -KapOOKCaMu I R
N-(2-(rudTopmMeToKCH)-6-MeTUITHPUANH-3 -1T)- 1 -(2- [M+1]°460.04
ITpum. 11-10 (1-ruapOKCHIMKIONPOMHI )3 THI)-3-(2- t0 0.83
nsonpommideHm)a3eTHANH-3-kapOoKcaMu R
o 1-(2-amunonponun)-N-(2-(gupropmeTokcu)-6- [M+1]7433 36
IIpum. 11-11 METHINUPHUINH-3-11)-3-(2- t0 075
M30TPONMIPEHNIT )a3eTHINH-3 -KapOOKCaMu I R
[Tpumep 11-12:  2-(3-((2-(mudpTropmeToKcH)-6-METHITUPHIAH-3 -HT)KapOamoni)-3-(2-u3omnpornuide-

HUIT)a3eTUIUH- | -WIT)yKCyCHAS KUCIIOTA.

Cramus 1. Kap6onat nie3us (87 mr, 0.27 Mmmons) u 6en3un 6pomarierat (33 Mk, 0.2 MMOJB) JO0ABISIOT K
pactBopy  N-(2-(mudropmeTokcn)-6-MeTHITUPUINH-3-11)-3-(2-n30nmponuiadeHT )a3e THANH-3 -KapOoKcaMu1a
npuM. 3 (50 mr, 0.13 Mmmonp) B JIM®DA (2 mi). PeakImmoHHyI0 cMech MepeMENUBaloT NPy K.T. B TEUSHHE HOYH (pe-
aKIUI0 KOHTPOJIUPYIOT ¢ momotipio JKXMC). Cmech 3aTeM pazbaBistoT Bogon (10 MiT) M 9KCTparupyror ¢ IoMo-
mpio EtOAc (2x15 mim). O0bemMHEHHBIC SKCTPAKThI cymat Hag MgSO,, QUIbTPYIOT B ynapuBaioT ¢ MOTyICHHEM
OeH3mI 2-(3-((2-(mudpTOpMETOKCH )-6-METHIHPHUANH-3 -1T)KapOamomn)-3-(2-u3onponuind eHuT )a3e THINH- 1 -
mn)arerata (16 mr, Berxox 23%) B Buje OCCIIBETHOTO Macia, KOTOPOE UCIIONB3YIOT KaK TAKOBOE HA CIICAYIOMICH
cragu. XKXMC-2: tg=1.01 mun, [M+H]'=524.17.

Cramuss 2. K pactBopy Oensun 2-(3-((2-(qudTopMeToKCH)-6-MeTHINUPUANH-3-1T)Kapoamon)-3-(2-
n3onpomuideHuI)a3eTuanH- 1 -min)anerara (16 mr, 0.03 mmoins) B 1 M cmecu ataHon/TT'® 1:1 nobasnsror Pd/C
(4 mr, 0.03 mmonb). PeaknmoHHYIO CMeCh era3upyloT, THAPUPYIOT IIPU AaBjiIeHHH | Oap M IepeMenInBaioT B
TedeHne Houn. CMech PUIBTPYIOT HA HENUTE M yIapHUBaIOT J0CyXa C MOJYYCHHEM yKa3aHHOTO B 3ar0JIOBKE CO-
ennaenns npuM. 11-12 (11 wmr, Beixox 83%) B Buzme Oemoro TBepmoro BemiectBa. JKXMC-1: tp=0.86 wmumH,
[M+1]"434.30.

[Tpumep 11-13: ST 3-(3-((2-(mupropmMeTOKCH)-6-METHIITTUPUINH-3 -1T)KapOamon )-3-(2-
n3onponwidermn)azeTuanH- | -un)npomanoar u npumep 11-14: 3-(3-((2-(mudTopMeTOKCH )-6-METHITTUPHUINH-3 -
nin)kapoamon )-3-(2-u30nponuiag eHIIT)a3e TUIUH- | -FIT)IpOTIaHOBast KHCIIOTA.

Cranmus 1. Cmecs ruapoxiopuaa npuM. 3 (60 mr, 0.15 mmoins), Metn akpunata (20 Mk, 0.19 MmMonb) u
Cs,CO; (71 wr, 0.22 mmons) B JIM®PA (15 mi1) mepemMemnBaroT npu K.T. B TedeHue 18 4. Peakiponnyio cMech
yIapuBaroT M OCTATOK OYHIIAIOT ¢ nomomibio mpen-BOXX (yenoust npen-BOXKX-3) ¢ momydennem npum. 11-
13 B Buge Genoro TBepaoro Bemectsa (51 Mr, Bexox 73%). JKXMC-1: t;=0.82 mun, [M+1]'476.33; 'H amP
(400 MI'y, CDCl;) 8: 9.89 (s, 1H), 8.60 (d, J=8.1 I', 1H), 7.46 (t, J=73.0 I'u, 1H), 7.35-7.33 (m, 2H), 7.26-7.21
(m, 1H), 7.03 (d, J=7.4 T'y, 1H), 6.92 (d, J=8.1 I'y, 1H), 4.22-4.11 (m, 4H), 3.70-3.55 (m, 2H), 2.88 (t, J=7.4 I'Ly,
2H), 2.58-2.46 (m, 3H), 2.41 (s, 3H), 1.28 (t, J=7.1 I'y, 3H), 1.18 (d, J=6.8 I';, 6H).

Cramqus 2. Clyini 3-(3-((2-(muropmMeTOKCH )-6-ME THITTUPHUINH-3 -HT)KapOoamon)-3-(2-
n3onpornwideHmn)azeTuanl- | -um)npomanoar npum. 11-13 (45 mr, 0.09 mMMoib) pacTBOpSIOT B cMecu Me-
OH/TT® 1:1 (5 mn) u obpadareBaroT 2 M pactBopom LiOH (1 mm, 2.0 Mmmons). PacTBop nmepeMenmmBaioT nmpu
K.T. B TeueHHUe 2 9 (MpOTEeKaHWe peakiuu KOHTPOIUPYIOT ¢ momoirsio XKXMC). Peakiimonnyto cMech GuibTpy-
10T Yepe3 GUIBTPYIONINH MIpHIl U yrnapuBaioT. OCTaTOK OYHIIAIOT ¢ oMoInIsio mpern-BOXKX (ycimoBus nper-
B3XX-3) ¢ momyuennem mpum. 11-14 B Bume Gemoro tBepmoro BemiectBa (11 mr, Bexox 25%). KKXMC-1:
tg=0.77 mun, [M+1]"447.99; "H SIMP (400 MI't, CDCl5) &: 8.58 (d, J=8.1 I', 1H), 7.56 (s, 1H), 7.46-7.42 (m,
2H), 7.38-7.34 (m, 1H), 7.30 (t, J=72.8 I'n, 1H), 7.23 (d, J=7.5 I'y, 1H), 6.94 (d, J=8.1 T'u, 1H), 4.48-4.28 (m,
2H), 3.99-3.75 (m, 2H), 3.00 (t, J=6.1 I'y, 2H), 2.50-2.40 (m, 3H), 2.39 (s, 3H), 1.15 (d, J=6.5 'y, 6H).

IIpumep 11-15: 1-(2-amuHO-2-0Kc03THI)-N-(2-(A1PTOPMETOKCH)-6-ME THIITUPU AN H-3 - 11T ) -3 -(2-
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M30TPONMII()EHUIT )a3e TUANH-3-KapOOKCaMHtI.

K pacTBopy 2-(3-((2-(andTopMeTOKCH)-6-METHIIITUPU AN H-3 - 1T )KapOamomn) -3 -(2-n3onponmide-
HUT)a3eTUauH- 1 -mn)ykcycHo# kucnotsl mpuM. 11-12 (11 mr, 0.025 Mmmons) B JIXM (0.5 mu) mpu 0°C mox azo-
TOM J00aBIsAIOT M300yTHA Xsopdopmuar (8 mr, 0.06 Mmmois) ¢ mocnenyromuM nodasienneM TEA (8 mk, 0.06
MMoJIb). Peaknmonnyro cmech nepememmuBaroT pu 0°C B Teuenne 30 MUH, U 3aTeM T00ABIISIOT THAPOKCH] aM-
MoHwmsI (8 Mk, 0.05 Mmoip). CMecH TatoT HarpeThes A0 K.T. B IepeMenunBaioT B Teuenue 30 muH. Jletyuune Be-
IIeCTBa YIMapuBaIOT B BaKyyMe W OCTaTOK OYHIIAIOT ¢ moMoInbio nper. BOXX (ycmosus npen-B2XKX-3) ¢ mo-
TydeHUEM 1-(2-amuHO-2-0KCOATHIN)-N-(2-(IU(PTOPMETOKCH )-6-ME THITTHUPUINH-3 -1 )-3-(2-r30mponmid e-
HUJT)a3eTHIUH-3-KapOokcamuna npuM. 11-15 (10 wmr, Beixony 80%) B Buame OecuserHoro macnma. XXKXMC-1:
tr=0.72 mun, [M+H]=433.33.

Mpumep 11-16:  1-(2-umanostuin)-N-(2-(1udTOpMETOKCH)-6-METHIIITHUPHIUH-3 -111) -3 -(2-n301pornmide-
HUIT)a3eTHIIH-3-KapOOKcaMHu/I.

1-(2-nanostumn)-N-(2-(andTopMeTOKCH)-6-Me THIITUPUANH-3 -1i1)-3 -(2-n30nponuid eI )a3e THIH-3 -
KapOokcamua npuM. 11-16 mosry4aroT U3 IpuM. 3 U aKpHIOHHTPUIIA, CIIEAYs METOJHKE, OIIMCAHHON VISl TIPHM.
11-13, ¢ monmydeHreM yKa3aHHOTO B 3aroJIOBKE COCJIMHEHHWS B BHJE OEKEBOTrO TBepmoro Bemiectna. JKXMC-1:
tx=0.93 mun, [M+H]'=529.14.

IMpumep 11-17: N-(2-(mudropmerokcn)-6-MeTHIMUPHINH-3-1)- 1 -(3-THAPOKCH-2,2 - ATUMETHITIPOTIIIT)-3 -
(2-u3onponmidern)a3eTHANH-3-KapOOKCAMUI.

K pacTBopy N-(2-(mudTOopMeTOKCH)-6-METHIIMTUPUAUH-3 -1 )-3-(2-H30TTPpONHIG EHIIT)a3e TH I H-3 -
kapOokcamuga npuM. 3 (68 mr, 0.18 MMonb) U 3-ruapokcu-2,2-qumeTrmimponanans (25 mr, 0.245 mMMomb) B
MeOH (2 mi) B mHepTHOU aTMocdepe n00aBisroT nuandoporuapun Hatpus (18 mr, 0.29 mmons). Peakimon-
HyI0 cMech nepememuBaroT npu 50°C B TeueHue 2 4 (peakiuio KOHTpoiaupyloT ¢ noMouipio XKXMC) u 3atem
racat Bojxod (2 mur). Cmeck paszbasmsitor nocpeactBoM MeCN (2 MiI) ¥ 3aTeM OYHMINAIOT C MOMOUIBIO TIpeTL.
B3XX (ycnmosus npen-BOXKX-3) ¢ monydeHueM yka3aHHOTO B 3aroJIOBKe coequHeHus mpuM. 11-17 (46 wr,
BEIXO 55%) B Bue GecrseTHOro cTekna. JKXMC-1: tg=0.79 mun, [M+1]" 462.41; 'H sIMP (500 MI'y, CDCly)
6: 8.61 (d, J=8.1 I', 1H), 8.07 (s, 1H), 7.42-7.35 (m, 3H), 7.33-7.29 (m, 1H), 7.19 (d, J=7.7 T'u, 1H), 6.92 (d,
J=8.1 I'u, 1H), 4.25 (s br, 2H), 3.70 (s br, 2H), 3.50 (s, 2H), 2.60 (s, 2H), 2.53-2.45 (m, 1H), 2.39 (s, 3H), 1.14
(d, J=6.7 T'm, 6H), 0.94 (s, 6H).

Tab6mmma 2. [Tpumepsr 11-18 - 11-66.

ITpumepsr 11-18 - 11-66 cHHTE3UPYIOT, HCIIONB3YsI METOJUKY, OTIMCAHHYIO TSl TipuMepa nipuMm. 11-17, uc-
XOJISl U3 IPUM. 3 WITH IPUM. 4 U Pa3IUYHBIX AJIBICTUIOB, HCIIONB3YS IIHaHOOPOTHAPUA HATPHS WIH IPYTHE BOC-
ctaHoBuTeH. OyHKIIMOHATBHBIE TPYIITEL, TAKHE KaK CIIUPTOBAs WM KUCIOTHAs TPYIIa, MOTYT OBITH 3alluIIIe-
HBI COOTBETCTBYIOIICH 3alUTHON Tpymmoi. Hampumep, cioxabie 3gupbl oMBUIAIOT ¢ moMombio 2H. LiOH mo-
CJIe CTaJluM BOCCTAHOBUTEIHHOTO aMUHHPOBAHHSI.
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AHanuTtudgec-
IIpumep Hazsanue KHE€ JaHHbIE
KXMC-1
(R)-N-(2-(nudropmerorcu)-6-MeTUITUPUAUH-3 -1JI)- +
ITpum. 11-18 1-(2,3-gurunpoxcunponun)-3-(2- [M-:l]047510'22
uszonponuiad eHus)a3zeTuauH-3-kapOookcaMus R
(R)-N-(2-(mudpTopMeToKCH )-6-METUITHUPUIUH-3 -HJT)- +
IIpum. 11-19 1-(2,3-puruapoxkcunponui)-4-(2- [hdiu01;f39
W30MpONHI( eHI ) TUnepUanH-4-KkapOoKkcamMu R
N-(2-(zudpTopmeToKcH )-6-MeTUITUPUAUH-3 -1JT)-3-(2- [M+1]°432 35
ITpum. 11-20 nsonponuidenmn)-1-(oxceTan-3-1n)a3eTUANH-3 - t 0 84 ’
KapGoOKCaMuT R
N-(2-(zudropMeToKcH )-6-MeTHINUPUAUH-3-111)-3~(2- [M+1]°471.37
Ipum. 11-21 nzonponundennin)-1-((2-meTunoxcason-4- £ 081 ’
WJT)METHJ )a3e TUANH-3-KapOoKcaMu R
N-(2-(andTopmMeToKcH )-6-MeTUINUPUIUH-3-111)-3-(2- +
ITpum. 11-22 nsonponundenmn)-1-((1-metun-1H-nupazon-5- [M-:l]048760'37
WJI)METHJ)a3eTHANH-3-KapOokcaMuy R
N-(2-(zudropMeToKkcH )-6-MeTHINUPUAUH-3-11)-3-(2- [M+1]°470.38
IIpum. 11-23 uszonponuindennn)-1-((1-merun- 1H-nupaszon-4- tn 074 ’
WJT)METHJ)a3e TUANH-3-KapOoKcaMua RV
metui 3-(3-((2-(zudTopMeToKCcH )-6-METHITTHPUIUH- [M+1]7490.04
IIpum. 11-24 | 3-un)kapbamomnn)-3-(2-uzonponmideHnn)a3eTuaus-1- t 0.96 ’
ni)-2,2-AUMETHJIIPOIAHOAT R
3-(3-((2-(zudpTopMeTOKCH )-6-METHITUPUANH-3 - [M+11°476.05
IIpum. 11-25 | wun)xapbamonn)-3-(2-u3onponuideHun)azeTnaus-1- £ 0 93'
ui)-2,2-TMMETHINPONAHOBAsI KUCIOTA RV
metua 1-((3-((2-(nudropmeTorcn)-6-MeTHINUPUAHH- [M+1]7488 29
Ipum. 11-26 | 3-un)xapbamonn)-3-(2-uzonponundenun)azeTuaun-1- t 082 ’
WJT)METHJ)IMKJIOTpOonaH- 1 -kapbokcunar RV
1-((3-((2-(nudTopMeTOKCH )-O-METUNIUPUINH-3 - [M+1]7474.02
IIpum. 11-27 | wun)xapbamounn)-3-(2-u3onponuideHun)azeTnaus-1- ¢ 085'
WJI)METHJ)IUKJIONpOonan-1-kapOoHOBas KUCIOTA RV
metun 4-(3-((2-(nudTopMeToOKCH)-6-MeTUITHPUIUH- [M+1]°476 48
IIpum. 11-28 | 3-um)kapbamomnn)-3-(2-uzonponmneHnin)a3eTuauH-1- '

un)OyTaHoat

tr 0.82
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4-(3-((2-(nudpTopMeTOKCH )-6-METHAMUP U HUH -3 -

[M+1]7462.35

TIpum. 11-29 | wun)kapbamownn)-3-(2-usonponundeHun)aseTuaut-1- t0 0.74
nun)0yTaHOBAsK KUCIOTA R
merua 4-(3-((2-(nudpropMeTOKCH )-O0-MEeTHITUPUANH- [M+1]7504 35
TTpum. 11-30 | 3-un)kapbamounin)-3-(2-uzonponundenun)azeruann-1- £ 0.86 N
ui)-2,2-nuMeTuadyraHoar R
4-(3 -£(2-(L[chTopMeTOKCI/I)—G-MeTI/mHI/IpI/I/:[HH—3- [M+1]7490.01
IIpum. 11-31 un)kapbamounn)-3-(2-uzonponund eHun)aseTHANH-1- t 078
ui)-2,2-1uMeTUI0yTaHOBasi KUCJIOTa R
stun 4-(3-((2-(mudpTOpMETOKCH )-6-METHITUPUANH-3 - [M+1]°518.02
IIpum. 11-32 | wumkapOamomin)-3-(2-uzonponundeHni)a3eTHANH-1 - t 099 ’
ui)-3,3-gumeTunOyTaHoaT R
R 4-3 -E(Z-(Z[I/I(l)”l;opMeTOKCI/I)-()-MGTI/IHHI/I]OPIZ[I/IH-3- [M+17°490.33
IIpum. 11-33 | wumkapbamomin)-3-(2-uzonponundeHni)a3eTUANH-1- e 0.01
un)-3,3-auMeTunOyTaHOBas KHCIOTA R
stun 5-((3-((2-(mudTopmMeToKCH)-6-METHITHPUANH-3 - [M+1]7529 24
IIpum. 11-34 | wum)kxapbamonin)-3-(2-uzonponundeHni)as3eTHAuH- 1 - ; 1'24 '
WJI)METHII)U30KCa30J-3-kapOokcunar R
5-((3-((2-(nudpropmeToKcH )-6-MeTUITUPUIUH-3 - [M+1]°501.02
IIpum. 11-35 | wum)kapbamonin)-3-(2-uzonponundeHni)aseTuauH- 1 - tn 095 '
WJT)METHUJ)U30KCa30J1-3-KapOOHOBasi KUCIOTA R
N-(2-(audTopmerokcu )-6-MeTUINUPUIHH-3-U1)-3-(2- [M+1]7457.00
IIpum. 11-36 nzonponundenun)-1-(uzoxcazon-5- tn 088
HJIMETHJ)a3eTUANH-3-KapOoKcaMun R
metun 4-((3-((2-(nudTopmMeToKCH)-6-METUIITHPUAHH- [M+17°514 .38
IIpum. 11-37 | 3-un)kapbamounn)-3-(2-uzonponunpenun)azeTuann-1- te 088 ’
un)metun)-1H-nupason-3-kapOokcunar R
4-((3-((2-(mudpropmeToKCH)-6-METUAMHPUTUH-3 - [M+17500.22
IIpum. 11-38 | wumkapOamomin)-3-(2-uzonponundeHns)a3eTUAUH-1- t 088 ’
un)merui)- | H-nupaszon-3-kapOoHoBasi KucuoTa R
stun 3-((3-((2-(mudTopMeTOKCH)-6-METHINHPUIAUH-3 - [M+1]°528.10
IIpum. 11-39 | wumxapbamonin)-3-(2-uzonponundeHnm)a3eTUANH- 1 - tn 084 '
nn)merun)-1H-nupason-4-xkapOokcunar R
3-((3-((2-(nudTopmMeTOKCH)-6-METUINMHPUAUH-3 - [M+1]7500 37
IIpum. 11-40 | wum)kxapbamonin)-3-(2-uzonponundeHni)a3eTUAUH-1- t 087 ’
un)meru)- | H-nupason-4-kapOoHOBasi KHCIOTA R
et 2-(2-((3-((2-(nudropmerokcu)-6-
Tpum. 11-41 METHUJITTHPUINH-3-1)kapbamoni)-3-(2- [M+1]7527.41
' nzonponuneHn)azeTuauH- 1 -un)mernn)- 1 H-nuppos- tr 0.87
1-un)anerar
2-(2-((3-((2-(nudTOopMeETOKCH )-6-METUITHPUIUH-3 - [M+1]7513.03
IIpum. 11-42 | un)kapbamoun)-3-(2-uzonponundeHun)aseTuann-1- 097 ‘
un)merun)-1H-nuppon-1-un)ykcycHas Kuciaora R
metun 5-((3-((2-(nudTopmMeTOKCH)-6-METUIITHPUAHH- [M+11°513.14
IIpum. 11-43 | 3-un)kapbamoni)-3-(2-u3onponuind eHun)a3eTuauH-1- ’

un)Metun)- | H-nuppon-2-xapGokcunar

tr 0.84
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5-((3-((2-(nudTOpMETOKCH )-6-METUITHPUIUH-3 -

[M+1]7499.38

IIpum. 11-44 | wum)xapOGamonn)-3-(2-usonponuideHun)a3eTuant-1- 0 077
nn)Merun)-1H-nuppon-2-kapOoHOBast KUCIOTA R
metui 6-((3-((2-(audTopMeTOKCH)-6-METHUIMTHUPUTHH- [M+1]7525 31
IIpum. 11-45 | 3-un)kapbamonn)-3-(2-u3onponuideHnn)a3eTuauH-1- tn 084 ’
WUJT)METIT ) TUKOJINHAT R
6-((3-((2-(rudTropMeTOKCH )-6-METHITUPUINH-3 - [M+17°511.05
IIpum. 11-46 | wum)xapOamomnin)-3-(2-u30mponuideHmn)a3eTuanH-1- t 084 '
WJI)METHJI)IHKOJHHOBAs KUCJIOTA R
N-(2-(mu¢TopMeTOKCH )-6-MeTUITHPUANH-3 -111)-3 ~(2- [M+1]7457.24
IIpum. 11-47 | usonponuindeHu)-1-(okcazon-2-uIMeTII)a3eTUIHH- t 0.96 ’
3-kapbokcaMun R
metui 2-(4-((3-((2-(mudropmeroxcu)-6-
Tpum. 11-48 MEeTHUJINUPHUINH-3-1i)kapbamonn)-3-(2- [M+1]7529.02
nzonponundenun)aserugun-1-un)merun)-1H-1,2,3- tr 0.78
Tpuason-1l-un)anerar
2-(4-((3-((2-(nndTopmMeTOKCH )-6-METUIITHUPUIUH-3 - [M+1]7515.09
TIpum. 11-49 | wun)kapdamouni)-3-(2-uzonponuideHui)azeTuaun-1- t 082 o
win)Metun)-1H-1,2, 3-Tpuason- 1 -ua)ykcycHasi KHCIOTA R
metui 4-((3-((2-(andTopMeTOKCH )-6-METHUIMUPUAHH- [M+1]7525.04
TIpum. 11-50 | 3-un)kapGamoui)-3-(2-usonponuiadeHu)aseTugut-1- 2 0.97 ’
Y1) METILT) TUKOJINHAT R
4-((3-((2-(nudTopMeTOKCH )-6-METHIITHUP U UH-3 - M+17°511.03
IIpum. 11-51 | wum)xapSamomnn)-3-(2-u3onponuideHmn)a3eTuanH-1- 0 88.
WJT)METU)TUKOJIMHOBASL KUCIOTA R
metun 5-((3-((2-(andTopmMeToKcH)-6-MeTUITUPHIUH- [M+1]°525.08
ITpum. 11-52 | 3-un)kapbamonn)-3-(2-u3onponundeHnn)a3eTuauH-1 - 092 ’
WJT)METHJI)TUKOJUHAT R
5-((3-((2-(audpropMeTOKCH )-6-METHITUPUINH-3 - +
[M+1]7511.05
IIpum. 11-53 | wum)xapOamomnin)-3-(2-u3onponuideHmn)a3eTuanH-1- tn 085
WJT)METU)IUKOJINHOBASL KHCIOTA R
metun 5-((3-((2-(audTopmMeTokcH)-6-MEeTUNTUPUIUH- [M+17°526.47
IIpum. 11-54 | 3-un)kapbamonn)-3-(2-u3onponundeHnn)a3eTuauH-1- t 080 ’
WI)METHJ)IHpa3uH-2-kapOoKkcuaaT R
5-((3-((2-(mupTOpMETOKCH )-6-METUINHP U UH -3 1T )- +
[M+1]7512.08
IIpum. 11-55 kap6amoun)3-(2-n3onponundexun)azeTnaus-1- t 0 84
WJ)MeTHJ)THpa3uH-2-KkapOoHOBasi KMCJIOTA R
metua 5-((3-((2-(mudTopMeTOKCH)-6-METUINHUPUTUH- +
[M+1]7514.42
IIpum. 11-56 | 3-un)xapOamoni)-3-(2-usonponuiadeHun)azeTuuy-1- e 0.7
win)merun)dypan-2-kapOokcuiaT R
5-((3-((2-(mudTropMeTOKCH )-6-METHITUPUINH-3 - [M+1]°500.27
Ilpum. 11-57 | wum)xapbamomnn)-3-(2-uzonponuideHmn)a3eTuant-1- te 087
uin)Metun)pypan-2-kapOoHOBAsS KHCIOTA R
stua 2-(2-((3-((2-(nudpropmeroxcu)-6-
Tpum. 11-58 METUJINUPHUINH-3-1i)kapbamounn)-3-(2- [M+1]7543.24

uzonponuyipeHu)a3eTUANH- 1 -UIT)METHII)0KCa301-4-
uj)anerar

tr 1.07
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2-(2-((3-((2-(mudTOpMETOKCH )-6-METUINTIHPUAHUH-3 - +
> [M+1]7515.27
IIpum. 11-59 | wumxapbamonin)-3-(2-uzonponundeHni)a3eTUANH-1- £ 0.90
WJT)METHJI)OKCa301-4-1J1)yKCYCHasl KHCJI0Ta R
1—(4—L{HaHo—4—MeTHnneHTI/In)-T\i-(2-(nM¢)T0pM6TOKCI/I)- [M+1]°471 46
IIpum. 11-60 6-MeTHIMHPUAUH-3-1J1)-3-(2- tn 0.90
nzonponuad eHI)a3eTHANH-3-KapOoKcaMu R
N-(2-(nudTopMeTOKCH )-6-MeTUITUPUIAMH-3-1T)-3-(2- [M+1]*505.50
TIpum. 11-61 uzonponundennn)-1-(4-merun-4- tn 0.94
HUTPOIEHTHII )a3eTUANH-3-KapOokcaMu R
N-(2-(audTopMeTOKCH )-6-MeTUITUPUAMH-3-1T)-3-(2- [M+1]7433.05
TIpum. 11-62 usonponundenn)-1-(2- te 0.74
(MEeTHIaMITHO)3THI )a3eTHANH-3 -KapOOKCaMu R
N-(2-(audTopmerokcH )-6-MeTUINUPUAUH-3 -1 )-1-(2- [M+1]7447 31
TIpum. 11-63 | (3TUnaMuno)3tui)-3-(2-usonponuideHunn)a3eTHanH- t 077
3-kapbokcamua R
N-(2-(zudropmMeTokcn)-6-MeTUNNUPUIUH -3 -1 )-3-(2- [M+1]7461.20
IIpum. 11-64 nszonpormidenun)-1-(2-merun-2- 091
(MEeTUIaMHHO)IPONIII )a3eTUANH-3-KapObokcamMua R
5-(3-((2-(audpTopMeTOKCH )-6-METUNTUP U UH-3 - [M+1]7510.08
IIpum. 11-65 | wnm)kxapbamonn)-3-(2-uzonponundeHni)a3eTUAUH-1 - t 095
WJI)-2-METHJINEHTAH-2-HJI alleTaT R
N-(2-(audTopmMeToKCcH )-6-MeTUITUPUAHH-3 -1 )-1-(4- [M+1]*476.50
ITpum. 11-66 THAPOKCH-4-METHITIEHTH)-3-(2- tn 085
H30nponuI( eHUN )a3eTUANH-3-KapOoKkcaMun R
[Tpumep 11-67: METHIT 2-(1-((3-((2-(mudpTopMeETOKCH )-6-METUITITHUPHTAH-3 -FIT)KapOamo ) -3-(2-

M30TMPONHII(EHIIT)a3e THIUH- | -im)MeTrn)IuKIonporman)aneTatr u npumep 11-68: 2-(1-((3-((2-(mudTopmeTokcH)-6-
METHIITUPHANH-3-1IT)KapOamoni)-3~(2-n30mponueHIIT)a3e THINH- | -FIT)METHI ) IIUKIIOTPOTIHI ) YKCYyCHAsT KHCIIOTA.

Cramus 1. Cwmecpy ruapoxjopumaa mpum. 3 (50 wmr, 0.115 wmwmoms), wetun 2-[1-
(6pommeTmm)mukonponi|anerata (37.5 mr, 0.172 mmonp) u Cs,CO; (150 mr, 0.46 mmoins) B MeCN (1 mur)
nepememuBaioT ipu 50°C B TeueHue 18 4. PeaknimoHHYI0 CMeCh yIMapuBalOT M OCTATOK OYHIIAIOT C TTOMOIIBIO
npen-BOXX (ycmorus npen-BIXKX-3) ¢ nonydenuem npum. 11-67 B Bume GecuBeTHOro Macia (32 MT, BEIXOI
56%). KXMC-1: t;=0.85 mun, [M+1]" 502.06.

Craaus 2. Metun 2-(1-((3-((2-(andpTopmMeTOKCH)-6-METHITTNPUANH-3 -1IT)KapOamon )-3-(2-
n30IpoImIeHUIT)a3e TUANH- | -miT)MeTH ) uKIonponmwi)anerar npum. 11-67 (30 mr, 0.06 MMOJIB) PacTBOPSIOT B
MeOH (2 mn) u obpabarsiBator 2 M pactBopom LiOH (1 mu, 2.0 Mmmois). PacTBop mepemenmmBaioT npH K.T. B
TEUeHHE HOYM (MIPOTEKaHHE PEaKIHH KOHTPOJIHPYIOT ¢ nomomusio JKXMC). PeaknmoHHyl0 cMech OXJIaKAAIOT
1o 0°C u MeaeHHO TOAKUCIAIOT 10 pH 4 ¢ momomkto 2H. pactBopa HCl. Boxusiil pacTBOp 3ateM 1qBa pas3a dKcC-
Tparupytot ¢ noMoripio EtOAc. O0bearHeHHbIE OpTaHnYecKre dKCTPakThl cymar Hanx MgSO,, GunsTpyioT u
YHapHUBAIOT C MOJIYICHUEM THAPOXJIOPHIA - cotu puM. 11-68 B Buze 6emoro TBepaoro BemectBa (20 Mr, BBIXO.
69%). KXMC-1: tz=0.84 mun, [M+1]" 488.04.

Tab6mmma 3. [Tpumepsr 11-69 - 11-76.

ITpumeps! 11-69 - 11-76 cuHTE3UPYIOT, UCIOIB3YsI METOAUKY, OMUCAHHYIO I npuMmepa mpum. 11-68, uc-
XOJs U3 NIPHUM. 3, KOTOPBII MOJBEPTaIOT PeakUHy ¢ (yHKIIMOHAIM3UPOBAaHHBIMH I'aJIOT€HAIKaHAMH.
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AHanutm4aec-
IIpumep HazBanue Kue JaHHble
KXMC-1
5-(3-((2-(nudpTopMeTOKCH)-6-METHIITHPHUIHH-3 - +
+
IIpum. 11-69| un)kapbamounn)-3-(2-uzonponuideHni)azeTnany-1- M t1]058014.42
un)-2,2-TUMETUITTEHTAHOBAsI KUCIOTa RV
metun 1-(3-(3-((2-(audropmerokcu)-6-
.
Tpuw. 11-70 METHUITTUPUINH-3-nui)kapbamon)-3-(2- [M+1]7516.07
uzonponuneHun)aseTuans- 1 - tg 0.87

W) PO )ITUKJIOTponian-1-kapOokcunar
1-(3-(3-((2-(nuropmeToKCcH )-6-METUITUPU UH-3 -
IIpum. 11-71| nm)kapbamonn)-3-(2-u3onponrideHnn)a3eTuanH-1-
WJI)NIPONKI )UUKIonponaH-1-kapOboHoBas KUCIOTa
1-(2-(3-((2-(nudTopmMeTOKCH )-O-METUITUPUIUH-3 -
IIpum. 11-72| un)kapbamoun)-3-(2-uzonponuideHni)aseTnanH-1-

WJ1)3THJI)IUKJIONPONAaH- | -kapOoHOBast KHCJIOTA
1-(2-(3-((2-(nudpTopMeTOKCH )-O-METUIITHPUAUH-3 -
Ipum. 11-73 | un)kapbamounn)-3-(2-uzonponuideHni)azeTuanH-1-

n)3THA)uuKI00yTaH- 1 -kapOoOHOBasi KMCIOTa
arun 2-(2-(3-((2-(aupTopmMeTOKCH )-60-Me THITTHP U AMH-
Ipum. 11-74 |3-un)kapbamoni)-3-(2-u3onponrideHui)a3eTuauH- 1-
HJI)9TOKCH)aleTar
2-(2-(3-((2-(mnudTOopMeETOKCH )-O-METUIITHPUAUH-3 -
IIpum. 11-75| un)kapbamounn)-3-(2-uzonponuideHni)azeTnany-1-
HJI)3TOKCH)YKCYCHAsl KHCJIOTa
3-(2-(3-((2-(nudpTopmMeTOKCH )-6-METUINUPU A UH-3 -
IIpum. 11-76 | un)kap6amouni)-3-(2-u3onponrideHnn)a3seTuanH-1-
un)atun)rerparuapodypan-3-kapOOHOBAsI KHCIOTA

ITpumep 11-77: N-(2-(mudropmeTokcH)-6-MeTHIHPUANH-3-11)-3-(2-u30nponundennn)-1-(2-
(MeTrICymb(hOHAMUJIO )3 THI )a3e THIUH-3 -KapOOKCAMUI.

K pacTBopy 1-(2-amMmuHO03THN )-N-(2-(1U(HTOPMETOKCH )-6-ME THITTUPU TN H-3-1T)-3-(2-n30onponmide-
HUT)a3eTuauH-3-kapookcamuaa npum. 11-1 (73 mr, 0.18 mmonp) B IXM (10 mur) mobaBnsior TpudTunamuH (98
MK, 0.78 MMOJIB) C TIOCTIEYIONTMM JOOaBICHHEM MeTaHCyabpormIxiopuaa (27 mxm, 0.35 Mmons). Peakinon-
HYIO0 CMECh IEpPEMEIINBAIOT MPU K.T. B TEUCHHE HOYM. JleTyune BeIIecTBa ymapuBalOT M OCTAaTOK OYMIIAOT C
nomomsto npern. BOXX (ycnous npen-B2XKX-1) ¢ nomyueHneM yka3aHHOTO B 3ar0OJIOBKE COCIUHEHHS ITPHM.
11-77 (18 mr, BEIXOA 21%) B Buae menbl. JKXMC-1: t;=0.73 mun, [M+1]" 497.06.

ITpumep 11-78: N-(2-(mudropmeToKCH)-6-METHITHPUINH-3-11)- 1 -(2-(IUMETHIaAMUHO )3 THIT)-3-(2-
M30IpONMI()eHHUIT )a3e TUANH-3-KapOOKCaMHtI.

2-(3-((2-(AnudTopMeTOKCH)-6-ME THIITAPHUIUH-3 -11)KapOamMow) - 3-(2-H30mp OHI( S HI ) a3e TUAUH- 1 -
WI)3THI METaHCYJIb(OHAT CHHTE3UPYIOT M3 npuM. 11-2, cremyst METOAMKE, OMMCAHHOW AJIS MTOJYYEHUsI IIPHM.
11-76. Me3unat (40 mr, 0.08 MMoutp) 3aTeM moaBepraroT peaknuu ¢ 1 M aumermnamuaoMm B TI'® (5 mi) u me-
pememmBaroT pu 60°C. PeakmoHHyI0 cMeCh YIapuBalOT M OCTATOK OYMINAIOT ¢ TToMoIIbio mpern. BOXX (yc-
noBus npern-BOXKX-1) ¢ momyyerneM yka3aHHOTO B 3aroiioBKe coequHeHus npuM. 11-78 (8 mr, Bexon 22%) B
Buje nensl. JKXMC-1: t;=0.80 mun, [M+1]" 447.03.

Ipumep 11-79: satun (2-(3-((2-(mudTOpMETOKCH)-6-METHIITAPHAUH-3 -1 )KapOaMow )-3-(2-u3onponmide-
HUWIT)a3eTU U H- | -WIT)3THIT ) TITUITHAT.

Mpumep  11-80:  (2-(3-((2-(mudTOpMETOKCH)-6-METHIITTUPHUINH-3 - 1T )KapOamo) -3 -(2-nu3omnponmide-
HUT)a3e TUIMH- | -HIT)3THT ) [ITHIHH.

Cramus 1. Metun (2-(3-((2-(audTopMeTOKCH)-6-METHIITTUPUINH-3 - 1T )KapOamo) -3 -(2-n3ompomnmide-
HWJI)a3eTHIUH- | -mn)aTin)ruuHaT npuM. 11-79 curresupyror u3 npum. 11-1 u 3T Xjoparerara B COOTBET-
CTBHHM C IPOTOKOJIOM, OTIHCAHHBIM /IS mosTydenus npum. 11-67. KXMC-1: t;=0.87 mun, [M+1]" 505.11.

Cramqus 2. (2-(3-((2-(TudTopMeTOKCH)-6-ME TUIAMUPUANH-3 -1 )KapOaMom)-3 -(2-uzomnponuide-
HUT)a3eTUIUH- | -3 Trin) ruiH npuM. 11-80 CHHTE3UPYIOT B COOTBETCTBHH C IMPOTOKOJIOM, OTMMCAHHBIM JIJIS
nonydenust mpuM. 11-14. JKXMC-1: tg=0.76 mun, [M+1]'477.07.

[Tpumep 11-81: ST N-(2-(3-((2-(muhTopMeTOKCH )-6-ME THITTUPU TUH-3 - 1T ) KapOoamon)-3-(2-
n3onponuwidermn)azeTuanH- 1 -um)aTin)-N-metunrauiuHar u npumep 11-82: N-(2-(3-((2-(nudropmeTokcn)-6-
METHIITHPUIAH-3 -1 )KapOamMoni )-3-(2-u30nponuideHIIT)a3e TU U H- | -FUT)3THIT)-N-METHIT TIIAIIHH.

ITpumepsr 11-81 u 11-82 nomyuarot u3 npum. 11-62 no ananoruu ¢ npuM. 11-79 u mpum. 11-80.

pum. 11-81 XKXMC-1: t,=0.94 mum, [M+1]" 519.06. npum. 11-82 XKXXMC-1: tz=0.77 mun, [M+1]"
491.12

Mpumep 11-83: (S)-1-(3-amuuo-2-runpoxcurponun)-N-(2-(1upTopMeTOKCH )-6-ME THIITUPHU IUH- 3 -11) -3 -
(2-m3omponndeHIT)a3e TUANH- 3 -KapOOKCaMUI.

[M+1]7502.07
tg 0.81

[M+1]7488.08
tr 1.14

[M+1]7502.09
tr 1.20

[M+1]7506.48
tg 0.84

[M+1]"478.04
tg 0.80

[M+1]7518.12
tg 1.22
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Cranmus 1. K pactBopy N-(2-(mudropmMeToKcn)-6-MeTHIIMUPHUINH-3-11)-3-(2-u30nponui eH1T)a3e THANH-
3-kapOokcamua npum. 3 (450 mr, 1.2 Mmois) B u3omponanoie (5 mur) go6asustoT 3 M BoaHbIi pactBop NaOH
(1.5 M) ¢ mocnemyromum go6aBieHneM R-snuxmopruapuna (282 mki, 3.6 MMoIib). PeaknimoHHYI0 CMech Tiepe-
MEIIMBAIOT TPU K.T. B TEUCHHWE HOUH, pa3baBisitor ¢ momorisio EtOAc (15 mi) u mpomsiBatoT Bomoi (10 mur).
Opranndeckyro ¢a3y cymar Hag MgSO,, QuibTpytoT u ymapuBatoT. OCTaTOK OYHMIIAIOT ¢ ToMoIIbio Tper. TCX
(amoenT: renTtan/atunanerar 4:1) ¢ momydenmeM (R)-N-(2-(mudropmerokcn)-6-MeTrImupuInH-3-mm)-3-(2-
n3onponmideHun)- 1 -(okcupaH-2-niIMeTHI)a3eTHANH-3-kapookcamuga (245 wmr, Beixon 47%) B BHAE Macia.
KXMC-2: t;=0.89 mun, [M+H]=432.10.

Cramus 2. K pactBopy (R)-N-(2-(mudropmerokcn)-6-MeTHIMUPHINH-3-11)-3-(2-n3onponmiderun)- 1 -
(okcupaH-2-unMeTHI)a3eTHANH-3-kapookcamuaa (50 mr, 0.12 mmons) B MeOH (1 mi) no6asnstor 7 M NH; B
MeOH (10 mki, 0.35 mmodb). Peakinonnyio cmech nepemerniubatoT pu 60°C B Teuenue 6 4. Jleryuue BemiecT-
Ba 3aTE€M YIApUBAIOT U OCTATOK OYHMINAIOT ¢ momoirsio mpern. BOXX (ycmosus mpen-B3XX-3) ¢ momydenunem
YKa3aHHOTO B 3aroyioBke coenueHus rnpuMm. 11-83 (53 mr, Beixox 100%) B Buae crexna. JKXMC-1: tg=0.53
muH, [M+1]"449.07.

Tab6mmma 4. ITpumepsr 11-84 u 11-85.

ITpumepsnr 11-84 u 11-85 cuHTE3UPYIOT, UCTIOIB3YST METOJIUKY, ONMMCAHHYIO JJIs IpuMepa rpum. 11-83, uc-
TIOJIB3YSI METHJI- WIIM AUMETIJIAMHUH B Ka4eCTBE HyKIeoua.

AHanutHnuec-
IIpumep Haspanue K€ JaHHbIe
KXMC-1
Tpum. 11-84 (S)-N-(2-(andTopmeToKcH)-6-MeTHITUPUANH-3 - [M+1]7463.08
) un)-1-(2-ruapokcu-3-(MeTunamMuHo)nponui)-3-(2- tr 0.54

nzonponuiaeH )azeTHAnH-3-KapOoKcaMun
(S)-N-(2-(au¢pTopMeTOKCH )-6-METUITUPUIUH-3 -
IIpum. 11-85 |un)-1-(3-(auMeTHNAMHHO)-2-THAPOKCUIIPOIINI )-3-
(2-nzonponundennn)azeTuine-3-kapOokcaMus

IMpumep 11-86: (S)-N-(2-(mudTOpMETOKCH )-6-MEeTUITMPUINH-3-111)- 1 -(2-THapokcu-3-(2-ruapokcuarneTa-
MUJIO)IpOTIHIT)-3-(2-n30ponmideHuT)a3e THANH-3-KapOoKcaMHu .

(S)-1-(3-amuno0-2-rugpoxcunpornun)-N-(2-(qudTopMeTOKCH ) -6 -MEeTHINUPUANH-3-11)-3-(2-130mponuide-
HWJIT)a3eTHIUH-3-KkapOokcamu mpum. 11-83 (52 mr, 0.12 MMoI1b) 106aBISIOT K pacTBOPY TIMKOJIEBOH KHCIOTHI
(0.14 mmomb, 11 mr), EDC (33 wmr, 0.17 mmons), HOBt (23.5 mr, 0.17 mmons) u DIPEA (40 Mk, 0.23 MMoIb) B
JAM®A (5 min). PeakimoHHyr0 cMeCh IIepeMENINBalOT IPH K.T. B TedeHHe | 4, 3aTeM ynapHuBaroT JocyXa U O4H-
maroT ¢ momoinsio nper. BOXKX (ycnosus npen-BOXKX-2) ¢ mosrydyeHneM yka3aHHOTO B 3ar0JIOBKE COSTMHEHUS
npum. 11-86 (22 mr, BeIxox 37%) B BHe Macia. JKXMC-1: tz=0.68 mum, [M+1]" 507.35; "H SIMP (400 MTI,
CDCl,) &: 8.50 (d, J=8.1 I'y, 1H), 7.62-7.57 (m, 1H), 7.49-7.43 (m, 3H), 7.39-7.35 (m, 1H), 7.26 (t, J=83.8 I'Ly,
1H), 7.21 (d, J=7.7 ', 1H), 6.93 (d, J=8.2 I'y, 1H), 5.70-5.01 (m, 4H), 4.19-4.05 (m, 3H), 3.48-3.42 (m, 1H),
3.42-3.33 (m, 2H), 3.29-3.20 (m, 1H), 2.38 (s, 3H), 2.29-2.18 (m, 1H), 1.19 (d, J=6.1 I'y, 6H).

IIpumep 11-87: N-(2-(mudropmerokcn)-6-MeTHIMUPHIAH-3-11)- | -(2-(2-ruapoKkcraneTaMuIo )3 Tii)-3-(2-
M30npONII(EHIIT)a3e THANH-3-KapOOKCAMHI.

N-(2-(mudropmeTokcH)-6-Me THIIMAPUIUH-3-11)- 1 -(2-(2-ruapokcuarneTaMu0 )3T )-3-(2-u3onponmide-
HWJI)a3eTHIUH-3-KapOokcamun mpuMm. 11-87 (35 wr, TBepapni) mnomydator u3 1-(2-amuHO3THI)-N-(2-
(mudropmMeToKCH)-6-MeTHIITUPHINH-3-11)-3-(2-u30nponwideHnin)a3eTuanH-3-kapookcamuaa mpum. 11-1 (73
mr, 0.17 MMOTIB), cleys METOIUKE, OMUCAHHOM i mpuM. 11-86. IKXMC-1: t3=0.69 mun, [M+1]" 477.36; 'H
SMP (400 MI'n, CDCl;) &: 8.56 (d, J=8.1 I'i, 1H), 8.48 (s, 1H), 7.24-7.43 (m, 5H), 7.16 (m, 1H), 6.94 (d, J=8.1
I'u, 1H), 4.32-3.14 (m, 2H), 4.11 (s, 2H), 3.79-3.57 (m, 2H), 3.44-3.42 (m, 2H), 2.79 (t, J=5.6 'y, 2H), 2.50-2.43
(m, 1H), 2.40 (s, 3H), 1.16 (d, J=6.6 I';, 6H).

Mpumep 11-88:  1-(umanomeTnin)-N-(2-(1upTOPMETOKCH)-6-METHIITUPHIUH-3 -111) -3 -(2-n301ponmide-
HUT)a3eTUINH-3-KapOoKkcaMu .

K pactBopy rumapoxiopuna mpum. 3 (100 mr, 0.24 Mmmons) U 6pomanieToruTpmia (19 Mk, 0.27 MMob) B
JAM®A (2 M) gobasmsroT Cs,COs (158 mr, 0.49 MMoutp). PeaknimoHHyi0 cMech TIepeMEenTuBaloT MPH K.T. B Te-
yenue 1 9 (peakiuro KOHTPoIHpyroT ¢ moMouibio JKXMC), 3aTeM aKcTparupyrot ¢ nomouisio JIXM (2x20 mu).
OpraHudecKue dKCTPAKThl MPOMBIBAIOT Bozon (10 mi1) ¢ mocnemyromeil MpoOMBIBKOW CONEBBIM pacTBopoM (10
MJI) ¥ 3ateM cymaT Hajg MgSO,, GuIbTpyroT 1 ynapuBaroT. OCTaTOK OYHIIAIOT ¢ oMotbio mpern. BOXKX (yc-
noBus npen-BOXX-1) ¢ momyyennem ykasaHHOTO B 3arojioBke coeanHeHus npuM. 11-88 (50 mr, Bexon 50%) B
Bue GexeBoro Teeporo Bemectsa. KXMC-1: tg=1.25 mun, [M+1]" 415.37; 'H sIMP (400 MTI'i, CDCly) o:
8.60 (d, J=8.1 I'u, 1H), 8.17 (s, 1H), 7.42-7.38 (m, 2H), 7.32 (t, J=72.8 I'n, 1H), 7.34-7.30 (m, 1H), 7.17 (d,
J=6.6 T'u, 1H), 6.94 (d, J=8.1 I'y, 1H), 4.30-4.21 (m, 2H), 3.96-3.85 (m, 2H), 3.65 (s, 2H), 2.56-2.47 (m, 1H),
2.40 (s, 3H), 1.16 (d, J=6.7 I'y, 6H).

ITpumep 11-89:  N-(2-(mudropmerokcu)-6-MeTHIIHPHINH-3-11)- 1 -((3-(THAPOKCUMETHIT)OKCeTaH-3 -
WI)MeTH)-3-(2-u3onponnindeHuin)a3eTHANH-3-KapOOKCaMH .

K pactBopy rumpoxmopuna mpuM. 3 (200 mr, 0.49 mmonb) u (3-(0poM-METHIT)OKCETaHUII-3 -HIT)METaHOIa

[M+1]7477.17
tg 0.55
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(88 MK, 0.49 mmoins) B MeCN (10 mur) nobasmstror Cs,CO; (316 mr, 0.97 mmois). PeakumonHyto cMmech mepe-
memmBatoT npu 85°C B TeueHue 2 4 (peakunio KOHTpoaupyroT ¢ nomoinsio JKXMC). lobGasnstor Boay (20 mur)
M CMECh 3aTeM dKCTparupyror ¢ nmomouipio EtOAc (2x50 mir). Opranudeckne 3KCTPaKThl MPOMBIBAIOT COJIEBBIM
pactBopoMm (10 mur), cymatr Hag MgSO,, GuIbTpyIOT M ynapuBaioT. OCTaTOK OYHMINAIOT C HOMOIIBIO IpeTL.
BOXX (ycnosust npen-B2XKX-1) ¢ monydeHrneM yka3zaHHOTO B 3aroJioBke coeamHeHus mpum. 11-89 (157 wr,
BEIXO 68%) B BujE GexkeBoro Teepaoro semectsa. JKXMC-1: t;=0.75 mun, [M+1]" 476.37.

IMpumep 11-90: metun 3-((3-((2-(mudropMeTOKCH )-6-METHIITTUPHINH-3 -1iT)Kap oamon)-3-(2-u3zonpormuide-
HWI)a3eTHINH- | -MIT)METHI)OKCETaH-3-KapOOKCHIaT ¥ TIpUMEp 11-91: 3-((3-((2-(mudpropmeToKCH)-6-
METHITTUPHIHH-3 -FIT)KapOaMom)-3-(2-nu3onpormuid eHun)a3e TH I H- | -HT)METHIT)OKCeTaH-3 -KapOoHOBas KMCIIOTa.

Mertun 3-(6pomMmMerni)okceran-3-kapobokcunar (172 mr, 0.82 MMOIIB), TIOTYISHHBIH U3 KOMMEPUYECKU JI0C-
TynHOH 3-(0poMMeTHIT)OKCceTaH-3-KapOOHOBOM KUCIOTH M TPUMETHICWIMINA30METaHa, MOABEPraoT peaKkiuu
¢ runpoxyiopunoM npum. 3 (150 mr, 0.36 MMoIIb), Ciieysl METOIUKE, oMcaHHOM 1 npuM. 11-89, ¢ monydenu-
em metmn 3-((3-((2-(audropMeTOKCH )-6-METHIIHPUANH-3 -HIT)KapOaMor )-3-(2-u3onpommih eHIT)a3e THIH- | -
MIT)METHIT)OKceTaH-3-kapOokcunata npum. 11-90. IKXMC-1: tx=1.02 mun, [M+1]" 504.03. CnoxHblil MeTHIIO-
BBII 3(Hp 3aTeM OMBULIIOT ¢ omolnsio LiOH, cnenys MeToanke, onucanHoi i npuM. 11-14, ¢ nonydeHnem
[pum. 11-91 (17 mr, BEIX0A 9%) B Buje GexkeBoro Bocka. JKXMC-1: t;=0.90 mun, [M+1]"490.29.

Ipumep  11-92:  N-(2-(mudTopMeTOKCH)-6-MeTUATHPUINH-3-111)- 1 -(3,3-1umMeTri-4-(MeTHIIaMUHO ) -4 -
okcoOyTHI)-3-(2-m30mponmiih eHNT )a3e TH TN H-3-KapOOKCaMHUT.

N-(2-(mudropmeTokcn)-6-MeTHIMAPUANH-3-10)- 1 -(3,3-numeTnin-4-(MeTHIIaMHuHO )-4-0Kkco0yTHII ) -3-(2-
n3onponwiGeHnn)azeTHanH-3-kapookcamuy  npuM. 11-92  momydaror w3 4-(3-((2-(audTopmMeTOKCH)-6-
METWIITHPHUINH-3 -1 )KapOamomi )-3-(2-u3onponuideHun)a3e TN H- | -11)-2,2 - TUME THIIOy TAHOBOM KHUCIIOTHI
npuM. 11-31 u 2 H. metunamuna B TT'®, cnegys meronuke, onucaHHoi ans npuM. 11-86. becuserHoe macio.
KXMC-1: tg=0.79 mun, [M+1]" 503.52.

Mpumep 11-93: 1-(4-amuno-3,3-mumerin-4-oxkco0ytmn)-N-(2-(qudTopMeTOKCH)-6-METHIITHPUANH-3-1IT)-
3-(2-n3onponuindeHu)a3eTHINH- 3 -KapOOKCaMu 1.

Ipum. 11-31 (60 mr, 0.114 Mmop) moaBepraroT peakuu ¢ amtmwiamuaoM (10 mxi, 0.125 Mmons) B cooT-
BETCTBUU C METOIUKOM, onucanHou st nmpuM. 11-86. IlomyyeHHBIN amiuiaaMull OYALIAIOT C TIOMOMIbIO Mper-
BOXX (ycmous mpen-BOXKX-2) u 3arem BBomsT (48 mr, 0.09 MMoub) B 3amasiHHYIO TPYOKY, COIEpIKAIIYIO
Terpaxiopouc(2,7-numerni-2,6-oktanuenwien)aupyteani (1.7 mr, 0.002 mmons), KIO4 (21 mr, 0.09 Mmons) u
Boxy (1 mu). Peakimonnyto cMmech HarpeBarot npu 100°C B Teduenue 2 1 B atMochepe aprona. J1o0aBisIioT BOAy
1 cMech dKcTparupytot ¢ moMorbio EtOAc. Oprannuecknii 3kcTpakT cymart Hag MgSQO,, cymar, GuiabTpyoT U
ynapuBarT. ChIpoe CoeTMHEHNE OYUIIAIOT ¢ moMoiikio npern. BOXX (ycnosust npen-BOXXX-2) ¢ morydaennem
YKa3aHHOTO B 3arojioBke coenuHenus npuM. 11-93 B Buge 6ecreTHoro macina (8 mr, 18%). KXMC-1: tz=0.82
muH, [M+1]"489.12.

ITpumep 11-94: 1-(4-amun0-4-MeTmimenT )-N-(2-(aud TopMeTOKCH)-6-Me TP ANH-3-11)-3-(2-
M30IIpONMII()eHUIT )a3e TUANH-3-KapOOKCaMHtI.

K pactBopy mpum. 11-61 (82 mr, 0.16 mmoins) B AcOH (5 M) no6asisiror ZnBr (2.5 3kB., 114 Mr) u cMech
nepemermBaroT npu 100°C B Teuenne 2 4 B MUKpOBOJHOBOH meun. JlobGasisitoT apyryro nopuuoo ZnBr (1.1
9KB., 50 Mr) U peakimoHHyI0 cMmech nepememuBaioT nmpu 100°C B Teuenne 2 4. OYUCTKA C IMOMOIIBIO TIPETL.
B3OXX (ycnmosus npen-BOXKX-1) mpuBoANT K TIOTYyYEHUIO YKA3aHHOTO B 3aTr0JIOBKE coeHEeHHs nmpuM. 11-94 B
BuzIe 6esxeBoro Bocka (16 Mr, Bexox 17%). JKXMC-1: t;=0.61 mun, [M+1]" 475.15.

Ipumep  11-95:  1-(2-(1H-teTpazon-5-mm)atun)-N-(2-(nudTopMeToKcH)-6-MeTHIMTUPHANH-3 -11)-3-(2-
M30nPONMI(ESHIIT)a3e THANH-3-KapOOKCAMUI.

1-(2-(1H-TeTpazon-5-mm)atun)-N-(2-(nud TopMeTOKCH ) -6 -Me THIITUPUANH-3 -11)-3-(2-1301pornuide-
HUIT)a3eTUONH-3-kKapOokcamuy mpuM. 11-95  momywaror w3 3-(2-msompomundermn)-N-(2-MeTokch-6-
METWIMUPHUINH-3-1iT)a3eTHANH-3-KapOokcamuaa mpuM. 3 u 5-(2-6pomatmin)-1H-1,2,3,4-Ttetpazona, crexys Me-
TOJMKe, onucanHoi ams mpuM. 11-1 - 11-11. Becusernoe macio. XKXMC-1: tz=0.80 mun, [M+1]" 472.06.

Mpumep 12-1: 1-(4-umanoOyranoni)-N-(2-(TupTOPMETOKCH)-6-METHITTHUPHIUH-3 -111) -3 -(2-n301ponmide-
HUIT)a3eTHIIH-3-KapOOKcaMu/I.

K pacrBopy 3-(2-m3onponmndenuin)-N-(2-MeTOKCH-6-MEeTHIITHUPHUINH-3 -1T)a3e TUANH-3-KapOoKcaMuIa
mpuM. 3 (72 mr, 0.19 MMoutb) 1 4-1tnaHo0yTaHOBOM KUCIOTHI (21.6 Mr, 0.19 MmMmons) B JIM®DA (2 Mi1) 100aBisSIOT
EDC (55 wmr, 0.29 mmons), HOBt (39 mr, 0.29 mmois) u DIPEA (65 Mk, 0.49 mmons). CMech NepeMenmunBaioT
TIpH K.T. B TeueHue | 4 (MpoTeKaHue peakiuy KOHTPOIUPYIOT ¢ momotisio JKXMC), 3areM ee pa30aBisioT Ha-
ceiml. BomH. pactBopoM NaHCO; u 1Ba pasa skctparupyroT ¢ nmomoinsio EtOAc. O0beIMHEHHBIE OPT. SKCTPAKTHI
cymat Hag MgSO,, GUIBTPYIOT U KOHIEHTPUPYIOT. CHIPOH MPOAYKT OUYHUIIAIOT ¢ moMoIbio mpern. BOXKX (yc-
noBust pen-BOXKX-3) ¢ monmydyenuem 1-(4-mmanodyranonn)-N-(2-(1udpTopMeTOKCH )-6-ME THIITUPHINH-3-11)-3-
(2-m3omponund e )azeTuanH-3-kapookcamuaa mpuM. 12-1 (52 wr, Berxox 58%) B BHJIC JKENTOTO MAcla;
KXMC-1: tg=1.17 mun, [M+1]" 471.07.

Tabmuna 5. [Ipumepsr 12-2 - 12-31.

IIpumepsr 12-2 - 12-31 cuHTE3UpyYIOT, UCTIONB3YSI METOAUKY, ONIUCAHHYIO IS MpuUM. 12-1 BbIIe, HCXOAS
u3 npuM. 3 wiM npuM. 4. MOKHO HCIIONIB30BaTh CTaHAAPTHHIE pearcHThl coueTtanus, Takue kak EDC/HOBL,
TBTU, HATU, T3P.
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JUTEpaTypHBIMH IPOTOKOJIAMH.

AHanuTtuvec-
ITpumep Haspanue KU€e NaHHBIE
KXMC-1
1-anetnn-N-(2-(qudpTOpMETOKCH )-6-MEeTUITUPHIAH- [M+1]" 418.06
IMpum. 12-2 3-un)-3-(2-uzonponuiadeHni)azeTninH-3- e 1.14 ’
kap6oKcaMun R
2-(3-((2-(audropmMeTOKCH )-6-METUINMUP UL UH-3 - [M+1]° 498.10
Ipum. 12-3 | un)kapdamoni)-3-(2-u3onponmideHun)a3eTuaAuH-1- o133 ’
1J1)-2-0KCO3TaH- 1-cynb(OHOBAS] KHCIOTA R
N-(2-(rudpropmMeToKCcH )-0-METHUINUPUANH-3 -1T)-3- [M+1]°497.10
[pum. 12-4 (2-u3onponundenmn)-1-(2- 1 07'
cyabdaMonnaneTi )a3eTHANH-3-KapOoOKcaMu R
N-(2-(nu¢pTopMeTOKCH)-6-MEeTHINHUPUAUH-3 -HJ1)-3- [M+1]°511.17
IMpum. 12-5 (2-uzonponundenmn)-1-(3- 1 07'
Cyb(haMOMINPONAHOU Ja3€TUUH-3 -KapOOKCaMu R
N-(2-(mupTopMeToKCH)-6-MeTHINHPHUIUH-3 -1 )-3-
Tpiw, 12-6 (2-uzonpormndenun)-1-(2-(N- [M+1]7511.30
METHJICYJIb(paMOuI)aleTh1)a3eTUINH-3- tr 1.12
kapOokcaMujg
N-(2-(rudpropmeTokcn)-6-MeTHINUPUANH-3 -11T)-3-
Tpum. 12-7 (2-uzonponundenmn)-1- [M+1]7511.15
’ ((MeTuyCy b} OHUI ) TIU I ) a3 TUANH-3 - tg 1.10
KapOoKcaMus
N-(2-(mupTopMeToKcH)-6-MeTHINHPUAUH-3 -1 )-3- +
IMpum. 12-8 (2-u3onponundenun)-1-(N-metun-N- [M+tl]1 51216‘18
cynb(haMOMITIU LM )a3eTUINH-3-KapOOKcaMu g R
N-(2-(rudpTopMeTOoKCH )-6-MeTHINUPUANH-3 -1T)-3- [M+1]" 539.20
Ipum. 12-9 | (2-uzonponundennn)-1-(3-(meruncynbporamuno)- 111 ’
3-0KcolponaHoui)a3eTHINH-3-KapbokcaMus R
1-(xapbamounrnunun)-N-(2-(audropmeTokcu)-6- +
IIpum. 12-10 METUIIUPHUINH-3-1)-3-(2- [M+1] 476.44
4 tg 0.99
uzonponuadeHus )a3seTuanH-3-kapObokcaMu
N-(2-(rudpropmeTokcn)-6-MeTHINUPUANH-3 -1T)-3- +
IIpum. 12-11 (2-m3onponundenmn)-1-(5,5,5-rpuprop-4- [M+tl]1 52218‘43
OKCOTMEHTAHOMN )a3eTHIHH-3 -KapOOKCaMHUN R
N-(2-(nupTopMeTOKCH)-6-MEeTHINHPUUH-3 -1 )-4- +
ITpum. 12-12 (2-m3onponundenun)-1-(5,5,5-rpudrop-4- [M+1]l 52586‘28
OKCONICHTaHOMJI )IUnepuanH-4-kapbokcamun tr 1.
N-(2-(nupTopMeToKCH)-6-MeTHINMHPUIUH-3 -1 )- | - [M+1]° 490.02
Tlpum. 12-13 (2-(3-rumpoxcuokceTaH-3-nn)anermn)-3-(2- £ 1.08 ’
uzonponuideHnn)aseTuanH-3-kapObokcamMmua R
N-(2-(nupropmerokcu)-6-mMmeTunnupuanH-3 -mi)- 1 - [M+1]" 518.36
IIpum. 12-14 (2-(3-runpoxcuokceraH-3-un)anerun)-4-(2- e 1.15 '
nzonponuiageHus)nunepuana-4-kapookcamun R
N-(2-(nudpTopMeTOKCH )-6-MeTHIUPUANH-3 -1T)-3- +
TIpum. 12-15 (2-uzonponundennn)-1-(1H-nupazon-4- [M+t]]ld(r)780‘09
kapOoHm)azeTuauH-3-kapOoKcaMu R
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N-(2-(audropmerokcn)-6-MeTHINUPUANH-3-1J)-1-
(3-ruppokcumnsoxcaszon-5-kapbonmin)-3-(2-
uzonponui)eHmI ))a3eTHANH-3-KapOoKcamMus

[M+1]" 487.24

IIpum. 12-16 | [rayTomepHas popma: N-(2-(audropmerokcu)-6-
tr 1.16
METUIMUPUAUH-3-1i)-1-(3-0kc0-2,3-
OUTHAPOU30KCA30J-5-KapOoHu)-3-(2-
nzonponuiapeHui)azeTuut-3-kapbokcamua]
N-(2-(audropmeTokcn)-6-MeTHINMUPUANH-3-1J)-1-
(3-runpokcu-1H-1,2,4-Tpuazon-5S-kapbonun)-3-(2-
U30nponuidpeHuns )azeTuauH-3-kapookcaMu [u ero [M+1]" 486.96
IMpum. 12-17 TayToMepHble popmbl, Takue kak N-(2- t0 1.05
(nudropmerokcu)-6-merTunnupunuH-3-uin)-1-(3- R
okco-4,5-nurunpo-1H-1,2 4-rpuazon-5-kapbonrn)-
3-(2-usonponundenuni)azeTunH-3-kapObokcamu]
N-(2-(nupTopMeTOKCH)-0-MEeTHITHPUANH-3 -1T)-3- +
IMpum. 12-18 (2-m3onponundenun)-1-(1H-rerpaszon-5- [M+tl]14;3)2'09
KapOOHM)a3eTHANH-3 -KapOOKCAMUN R
1-(2-(1H-rerpason-5-un)auernn)-N-(2- +
+
[pum. 12-19 | (audpropmMeTOKCH )-O-MeTUINUPUAKUH-3-11)-3-(2- M tl]l‘(‘)876'06
n3zonponuiageH )azeTHANH-3-KapOoKcaMua R
1-(2-(1H-rerpazoxn-1-un)auernn)-N-(2- +
+
IMpum. 12-20 | (aubTOPMETOKCH )-6-METUITAPULUAH-3 -1 )-4-(2- (M tl]l 51164-37
nszonponuiadeHu)nunepuana-4-kapbokcamus R
1-(2-(2H-1,2,3-tpuaszon-2-un)amerun)-N-(2- +
+
IMpum. 12-21 | (aupTOPMETOKCH )-O-MeTHIMTUPULAH-3-11)-3-(2- M tl]léi864.99
u3zonponuigeH )azeTHAnH-3-KapOoKcaMua R
1-(2-(2H-1,2,3-Tpuazon-2-uin)auernn)-N-(2- +
+
[pum. 12-22 | (aAUPTOPMETOKCH )-O-METHIUPUINH-3 -1 )-4-(2- M tl]l 52113'06
nszonponuiadeHu)nunepuana-4-kapookcamus R
1-(2-(4H-1,2,4-Tpuazon-4-mn)amnernin )-N-(2- +
Ipum. 12-23 | (audTOpMeETOKCH)-6-METUINMUPULUH-3-11)-3-(2- [M+t1] | 4(;815'33
uzonponuid)eHmI)a3eTHANH-3-KapOoKcaMus R
N-(2-(audropmerokcn)-6-MeTUIMUPUANH-3-1J)-1-
(2-(3-runpoxcu-1H-nupazon-5-un)anernn)-3-(2-
U30nponuiIdpeHus )azeTuaH-3-kapookcaMu [u ero [M+1]° 500.11
IMpum. 12-24 TayTroMepHbie popmbl, Takue kak N-(2- e 1.01
(nudTopmeTokcH)-6-MeTUNNUPUAUH-3-11)-1-(2-(3- R
okco-2,3-nurunpo- 1 H-mupazon-5-un)anernn)-3-(2-
nzonponuiadpeHni)azeTunt-3-kapbokcamua]
N-(2-(audropmerokcn)-6-MeTHINMUPUANH-3-1J)-1-
(2-(3-runpoxcu-1H-nupazon-5-un)anetni)-4-(2-
u3onponuneHrT ) Tunepuana-4-kapookcaMun [u +
IMpum. 12-25 ero rayromepHbie popmbl, Takue kak N-(2- [M+1] 528.01

(nudpropmeTokcu)-6-meTunnupuaun-3-uin)-1-(2-(3-
0kc0-2,3-nurunpo- 1 H-mupason-5-un)anerun)-4-(2-
nzonponuiapeHu)nunepuana-4-kapbokcamun]

tr 1.06
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N-(2-(rudropmeTokcn)-6-MeTUINUPUANH-3 -11)-1-
(2-(3-runpoxkcu-1H-nupazon-4-un)auernn)-3-(2-
usonponuindeHni)azeTuant-3-kapbokcamua [u ero

ITpum. 12-26 TayTOMepHble popMbl, Takue kak N-(2-
(mudpTopmMeTOoKCH )-6-MeTUINUPUANH-3-1)-1-(2-(3-
okco-2,3-guruapo-1H-nupason-4-wmn)auernn)-3-(2-
uzonponuidern)aszeTuanH-3-kapookcamun]
N-(2-(rudpropmMeToKCH )-6-MeTHINUPUANH-3 -11T)-1-
(2-(3-runpokcu-1H-nupazon-4-un)anernn)-4-(2-
nzonponuipeHns)nunepuana-4-kapooxcamun [u
IIpum. 12-27 ero tayroMmepHbie popmbl, Takue kak N-(2-
(mudropmerokcn)-6-meTunnupuaAnH-3-uin)-1-(2-(3-
0kco0-2,3-gurunpo-1H-nupaszon-4-un)auernn)-4-(2-
nsonponuadenun)nunepuana-4-kapookcamun]
1-(3-(4H-1,2,4-Tpuason-4-un)nponanomn)-N-(2-
IIpum. 12-28 | (audTopMeToKcH)-6-MeTUANMUPUANH-3-111)-3-(2-
H30MPONUII(eHI)a3eTHIHH-3-KapOoKCaMIA
N-(2-(rudropmeTokcn)-6-MeTHINUPUANH-3 -1)-1-
(3-(3-ruopoxcuHu30KCa30I-S-1IT)IPONaHon)-3-(2-
usonponuideHn)aseTuanH-3-kapOdokcamMmma
IIpum. 12-29| [rayTomepHas dpopma: N-(2-(audTopmerokcn)-6-
MeTUIMUPUANH-3-ni)-1-(3-(3-0kco-2,3-
JIUTHAPOU30KCA30I-5-mn)nponanon)-3-(2-
uzonponuideru)aseTuaun-3-kapookcamun]
1-(4-(1H-terpazon-5-un)byranounn)-N-(2-
IIpum. 12-30| (audTopMeTOKCH)-6-MeTUANMUPUANH-3-111)-3-(2-
H30MPONUJI() eHIIT )a3eTHAHH-3 -KapOoKCcCaMua
N-(2-(nupTopMeTOKCH)-6-MeTHINHPUIUH-3 -HJT)-3-
ITpum. 12-31| (2-uzonponundpennn)-1-(2-(1-meTnnnunepunun-4-
ui)anerni)aseTuanH-3-kapbokcamun

Mpumep 12-32: tper-6ytun (1-(4-(2-n3onponundenmn)-4-((2-merokcu-4-meTnndeHnn)kapoaMomI) Tue-
punuH-1-kapOooHmwT)UKIONpommn)kapbamar  u - mpumep  12-33: 1-(L-ananmn)-N-(2-(audpTopmeTokcn)-6-
METWIMTUPHUIUH-3 -11)-3-(2-u30nponmindeHuI)a3e THANH-3-KapOoKcaMu .

Cramus 1. tper-bytun (S)-(1-(3-((2-(mucTopMeTokcH)-6-MeTHIAMPUANH-3-1T)Kapbamonit)-3-(2-u3ompo-
I eHmT)a3eTHIUH- 1 -11)- 1 -okcomponan-2-mi)kapbamar npum. 12-32 momyvaror u3 npuM. 3 (69 wmr, 0.183
MMOJIb) ¥ KOMMepUYecku noctymHoro Boc-amanunaa (35 mr, 0.183 MMonb), crlieays METOTy, ONMMCAHHOMY JJIS
npum. 12-1. Benoe TBepaoe BermectBo (81 Mr, Bbixox 81%). KXMC-1: t;=1.30 mun, [M+1]" 547.02.

Cramqus 2. 1-(L-amanmn)-N-(2-(qud TopMETOKCH )-6-Me THITTHPUANH-3-11)-3-(2-r30mponmide-
HUT)a3eTuauH-3-kapookcamu nmpuM. 12-33 momydator u3 npuMm. 12-32 (75 mr, 0.137 Mmoms), ciaemysl peakiuy-
OHHBIM YCIIOBHUSM CTaJMH 2, OMMCAaHHOW ans mpum. 11-1: 44 wmr, Beixon mocie mpen. BOXKX (ycmoBus mper-
BDXKX-3) 72%. JKXMC-1: tz=0.74 mun, [M+1]" 446.99 ; 'H SIMP (400 MI'u, CDCLy) &: 8.54 (d, J=8.1 I'n, 1H),
7.48-7.45 (m, 2H), 7.42-7.37 (m, 1H), 7.35-7.31 (m, 1H), 7.26 (d, J=72.8 T'u, 1H), 7.24 (s, 1H), 6.94 (d, J=8.1
I'y, 1H), 5.17-4.94 (m, 1H), 4.78-4.40 (m, 3H), 3.70-3.50 (m, 1H), 2.46-2.39 (m, 4H), 1.40 (d, J=6.8 I', 1.5H),
1.27 (d, J=6.8 I', 1.5H), 1.23-1.09 (m, 6H).

Tabmuna 6. [Ipumepsr 12-34 - 12-51.

IIpumepsr 12-34 - 12-51 CUHTE3UPYIOT, UCHOIB3YSd METOAUKY, OMMCAHHYIO Juid mpuM. 12-33, ucxoasd us3
npuM. 3 wiu npuM. 4. MOXKHO HCIIOIB30BaTh CTaHAAPTHBIC pPEarcHThl COYETaHWs, HaNpUMep, TaKhe Kak
EDC/HOBt, TBTU, HATU, T3P.

[M+1]" 500.32
tg 1.03

[M+1]" 528.21
tg 1.08

[M+1]"499.36
tg 1.00

[M+1]" 514.99
tg 1.12

[M+1]" 514.17
tg 1.08

[M+1]° 515.18
tr 0.77
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WJ1)aleTn)a3eTuanH-3-kapObokcamMua

Ananuruuec-
ITpumep HasBanue KU€ JaHHbIE
KXMC-1
Tpum. (S)-4-(3-((2-(nudropMeroKcH )-6-METHITUPUINH-3 - [M+1]° 492.14
- nn)kapbdamonn)-3-(2-nzonponundeHni)aseTUANH- 1 -1i)-
12-34 tr 1.05
2-ruapokcu-4-okcoOyTaHOBAs KHCIOTA
Tpiwm. (R)-4-(3-((2-(nuTopmeTOKCH)-6-Me THIITHPHUANH-3 - [M+1]" 492.17
un)kapbamomnn)-3-(2-n3onponmnd eHrn )a3eTuAuH- 1 -1i)-
12-35 tr 1.05
2-ruapokcu-4-okcobyTaHOBas KUCIOTA
Tpuwm. (S)-N-(2-(nudpropmMeToKCcH )-6-MeTHINMHUPUAUH-3-11)- 1 -(2- [M+1]" 560.02
(2,2-numetun-5-okco-1,3-nuokconan-4-wmn)auetui)-4-(2-
12-36 tr 1.31
n3zonponmideHm )nunepugnH-4-kapookcaMu
Tpum. (S)-4—£4-((2-(I[I/I(l)TOpMeTOKCI/I)—6—M6TI/IJIHI/IpI/IZ[I/IH-3- [M+1]" 52035
\ win)kapodamoni)-4-(2-uzonponundeHr)nunepuguH- 1-
12-37 tg 1.11
1J1)-2-THAPOKCH-4-0KkcOoOyTaHOBAsL KUCJIOTA
Tpum. l-(2-(3-aMI/IHOOKceTaH-3-I/IJ‘[)aI_IeTI/I’J:[)-N-(Q,- [M+1]" 489 36
(audTOpMETOKCH )-0-METHIMTUPUANH-3 -11T)-3-(2-
12-38 tr 0.75
HM30MPOMII(EHNI )a3eTHANH-3-KapOOKCaMun
mpem-6ytun (S)-(1-(3-((2-(nudpropmeTorcu)-6-
ITpum. METHWINUPHINH-3-uI)Kkapbamoni)-3-(2- [M+1]7563.20
12-39 nszonponmidenmn)azeTuanH- 1 -un)-3-rugpoxcu-1- tr 1.21
okcompomnas-2-unx)kapbamar
Ipum. | 1-(L-cepun)-N-(2-(audTopmeTokcu)-6-MeTunnupuaun-3- | [M+1]" 463.36
12-40 ni)-3-(2-uzonponuiadeHun))azeTuanH-3-kapObokcaMun tg 0.72
Tpum. N-(2-(audpTopmerokcu)-6-meTrnnupuauH-3-un)-1-((4S)- [M+1] 489.37
4-ruapOKCUNHPPONUIUH-2-KapOorm)-3-(2-
12-41 tr 0.73
uszonpomnmideni)azeTuanH-3-kapOdoKkcamMmus
Tpum. (R)-N-(2-(mudptopmMeToKCH)-6-MeTUIITHPUIUH-3 -11)-3-(2- [M+1]" 489 38
uzonponundenun)-1-(mopponuH-2-kapOoHNT)a3eTUINH-
12-42 tr 0.76
3-kapOokcamun
Tpum. N-(2-(mudropmMeToKkcH )-6-MeTUIMHPUANH-3 -11T)-3-(2- [M+1]" 489.20
nzonponuindenmn)-1-(mopdonun-3-kapOOHUT )a3eTUHH-
12-43 e tr 0.76
3-kapOokcamupg
Tpum. (S)-N-(2-(nupropmMeTOKCH)-6-METUITTUPUANH-3 -1JT)-3-(2- [M+1]° 50337
nzonponunpenun)-1-(2-(mopdonun-3-
12-44 tr 0.76

(R)-N-(2-(nudpTopmeToKcH )-6-MeTHITTUPUANH-3-11)-3-(2-

n3onponmideHus)a3eTuanH-3-kapbokcamun

TIpuwm. nzonponundennn)-1-(2-(mopdonun-3- [M+1] 503.16
12-45 tr 0.76
WJ1)aleTi)a3eTuauH-3-kapOokcaMua
Tpum. N-(2-(zudpTopmMeToKcH )-6-MeTHIMUPUAUH-3 -1J1)-3-(2- [M+1]° 516.17
uzonponmindenin)-1-(2-(3-okconunepasun-2-
12-46 tr 0.73
MJ1)alleTHi)a3eTuanH-3-kapOoKkcaMua
mpem-oytun (2-(4-((2-(nudpropmeToKCcH)-6-
Ipum. METHITHPUIUH-3-1ui1)Kkapbamoni)-4-(2- [M+1]" 619.29
12-47 uzonponuieHu ) nunepuauH- 1 -min)-2-okcostuin)(2- tr 1.37
METOKCHUITHJ)kapbamar
Tpum. N-(2-(zudTopMeTOKCH )-6-METHIMUPUANH-3 -1IT)-4-(2- [M+1]" 519.40
uzonponunpennn)-1-((2-
12-48 tgr 0.80
METOKCHITHUI) MM ) IunepuanH-4-kapOokcamun
mpem-0ytun (2-(4-((2-(nudpropmeToxcn)-6-
IIpum. METHINHPUANH-3-un)kapbamoni)-4-(2- [M+1]" 605.18
12-49 usonponuideHun ) nunepuauH- 1 -mn)-2-okcostun)(2- tr 1.29
THUAPOKCUITHI)Kapbamar
Tpum. N-(2-(audTopmMeTokcH )-6-MeTHIMUPUANH-3 -1 )-1-((2- [M+1]° 505.34
THAPOKCHI THI ) CITHII )-4-(2-
12-50 tr 0.78
M30TPONHIQEHUIT ) TUTIEPUANH-4-KapOOKCaAMU
Tpum. N-(2-(mudTopmMeTokcu)-6-MeTUINUPUANH-3 -11)-1-(3-(2- [IM+1]" 536.14
1251 (2-rUAPOKCUAITOKCH )3TOKCH)TPOTIaHOU I )-3-(2- te 1.08
- R 1.

Mpumep 12-52: N-(2-(andpTopmeTokcH)-6-MeTHIMUPUANH-3-1i1)- 1 -((2-TuApOKCHI THI ) rITUInN)-3-(2-130-
nponwieHNIT)a3e TUANH-3-KapOOKCaMUI.

Cramus 1. K oxmaxaenraomy oM pactBopy mpuM. 3 (150 mr, 0.4 mmons) u DIPEA (205 mxim, 1.2
MMoutb) B TT'® (10 mur) noGasmsroT xmopareTit xiopun (48 Mk, 0.6 MMoITb). PeakiimoHHYI0 cMeCh IepeMellIn-
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BAaIOT TIPH K.T. B TeUcHUE 18 4 u 3areM pa3daBisioT ¢ momoibio EtOAc. OpraHudeckuii pacTBOp MPOMBIBAIOT
BOJIOH, cymat Hax MgSO,, QUIBTPYIOT U YIAPUBAIOT C MOJYYCHHUEM CBIPOTO XJIOPAIIETAMHUIHOTO MPOMEKYTOU-
HOTO COSIMHEHMS, KOTOPOE HCIOIB3YIOT KaK TAKOBOE HA CIICAYIOIIEH CTaIHH.

Cramus 2. XiopaleTaMiIHOE MPOMEKYTOUHOe coearHeHne pactBopsoT B MeCN (10 mur). /loGaBustor
sranonamMuH (49 Mk, 0.80 mmonb) u K,CO3 (221 mr, 1.6 MMOJIB) 1 PEaKITMOHHYIO CMECh 3aTE€M MEPEMEINBAIOT
mpu 65°C B Teduenne 18 9 (mpoTekaHue peakiuu KOHTPoHpyoT ¢ oMoripio JKXMC). CMech paz0aBisioT ¢
nomotisio JIXM (20 mur), mpombiBatoT Bogo# (10 mi) cymat Ham MgSO,, GuieTpyroT u ymapuaioT. OcTaTok
3aTeM odumaroT ¢ momotnipio nper. TCX (IXM/MeOH 9:1) ¢ nmonmyuenuem npuM. 12-52 B Buae 6JeaHO-KENTON
nens! (60 mr, Bexon 32%). JKXMC-1: tg=0.73 mum, [M+1]" 477.15.

Tabmuna 7. [lpumepsr 12-53 - 12-60.

IIpumepsr 12-53 - 12-60 cuHTE3UPYIOT, UCTIOIB3YsI METOUKY, ONIMCAHHYIO BBIIIE Ui OpuM. 12-52, ucxoas
u3 Ipum. 3.

AHanutuuec-
IIpumep Hassanue KVe JaHHbIe
KXMC-1
Tpum. N-(2-(nu¢pTopmeTokcH)-6-MeTUINUPUANH-3-nui)-1-(2-(3- [M+1]" 489.29
THAPOKCUA3ETUANH- 1 -um)anernn)-3-(2-
12-53 i tr 0.77
u3onponuid eHu)a3eTuanH-3-kapOoKcaMus
Tpum. N-(2-(nupTopMeTokCcH)-6-MeTUNMHPUANH-3 -11T)-3-(2- [M+1]" 491 41
nzonponuinderwn)-1-((2-MeTOKCH3 THUII )TN LI ) a3 TUIUH -
12-54 tr 0.76
3-kapOokcamusg
Tpum. (R)-N-(2-(audTopmMeTOKCH )-O-METHINUPUAUH-3-11)- 1 - [M+1]" 491 38
((R)-(2-ruapoKCHUIIPOIIHI ) TIIHIIN )-3-(2-
12-55 P tg 0.75
u3onponud eHn)a3eTUuanH-3-kapOoKcaMus
Tpu. (S)-N-(2-(I[I/Id)TOpMeTOKCI/I)-6—MCTI/IJ'IHI/IpI/II["I/IH-3-I/IJI)—l— [M+1]" 491.07
((S)-(2-runpOKCHIIPOIHI )TN )-3-(2-
12-56 ~ tr 0.75
u3onponud eHn)a3eTUuanH-3-kapOoKcaMus
Tprm, N-(2-(nudropmerokcu)-6-metnanupunuu-3-wui)-1-(((1- [M+1]" 503.38
THAPOKCHIIUKIIOTP O )METHII ) TITHIIN )-3-(2-
12-57 5 ~ tr 0.76
uzonponuiadeHmn)azeTuana-3-KkapObokcamua
Tprm, (R)-N-(2-(aubTopMeTOKCH )-6-METHITTUP MAWH-3 -11)- 1 - [M+1]° 491.40
((R)-(1-ruppoxcunpomnan-2-wn)raunui)-3-(2-
12-58 ~ tr 0.75
uzonponuiadeHmn)a3eTuanH-3-KkapOboKcamua
Tpu. (S)-N-(2-(audTopMeTOKCH )-6-METUITHPUAUH-3 -111)- 1 - [M+1]° 491,40
((R)-(1-ruppoxcunpoman-2-mwn)raunui)-3-(2-
12-59 ~ tr 0.75
H30IponuI eHUI)a3eTHANH-3-KapOOKCaMu I
IIpum. | N-(2-(nudTopmeToKcH)-6-MeTHIMUPUIUH-3-1i)-1-(3-((2- +
[M+1]" 491.39
12-60 FHAPOKCHAITUII)aMHHO )IponaHou)-3-(2- te 0.74
u3onponuid eHn)a3eTUIHH-3-kapOoKkcaMus R

Mpumep 12-61: Metun 4-(3-(2-nzonponundenun)-3-((2-MeTOKCH-6-METHITUPUANH-3-1IT)KapOaMomI)
azeTuanH-1-mn)-4-oxkcobyranoar u npumep 12-62: 4-(3-(2-uzonponmipenni)-3-((2-MeTOKCH-6-METHIITTHPHINH-
3-mn)kapOaMowrIT)a3eTHANH- | -11)-4-0KCOOyTaHOBAs KHCIIOTA.

Cramus 1. K pactBopy 3-(2-nzonponmidenin)-N-(2-MeTOKCH-6-MeTHIIHPHINH-3-1i1)a3e THIHH-3 -
kapOokcamuga puM. 1 (30 mr, 0.088 Mmomb) n 4-MeTokcu-4-0kcoOyTaHOBOM KUCIOTH (14.7 mr, 0.11 MMoOIIB)
nobasmnsitor HATU (40.3 mr, 0.11 mmons) u DIPEA (45 mxi, 0.26 MMoinb). CMech TiepeMemuBaioT pH K.T. B
TedeHue | 4 (MpoTekaHue peakiuu KOHTPOIHPYIOT ¢ momonisio XKXMC), 3areM ee pa30aBisSIOT HACKHIII. BOJIH.
pactBopoMm NaHCO; u aBa pasa skcTparupyioT ¢ momonipio EtOAc. O0bequHeHHBIE OPT. SKCTPAKTHI CyIIaT HaJl
MgSO,, GunbTpyIOT U KOHIEHTPUPYIOT. CHIPOH MPOIYKT OYHUINAIOT ¢ ToMoIIbio mpern. BOXXX (ycmoBus mpen-
B3XX-3) c HOJIy4ECHHUEM METUIL 4-(3-(2-m3ompormnennn)-3-((2-MeTOKCH-6-MEeTHIITHP U IUH-3 -
WIT)KapOaMomiT)a3eTHIUH- | -1i1)-4-okcoOyTanoata npuM. 12-61 (20 mr, Beixon 50%) B Buze KeNTOro Macia.
KXMC-1: tg=1.18 mum, [M+1]" 454.39; 'H SIMP (400 MI'u, CDCly) &: 8.41 (d, J=7.8 I'i, 1H), 7.49-7.44 (m,
2H), 7.40-7.34 (m, 3H), 6.72 (d, J=8.0 I', 1H), 5.08-4.96 (m, 1H), 4.72-4.62 (m, 1H), 4.58-4.45 (m, 2H), 3.70
(s, 3H), 3.69 (s, 3H), 2.79-2.73 (m, 1H), 2.69-2.61 (m, 1H), 2.51-2.41 (m, 3H), 2.38 (s, 3H), 1.18 (d, J,=6.7 I'L,
3H), 1.12 (d, J,=6.7 ', 3H).

Cranmus 2. 4-(3-(2-Uzonponmindenmn)-3-((2-MeTOKCH-6-ME TUIIITUPHUTUH- 3 -1IT)KapOaMOmJI ) a3e THIHH- | -11)-
4-okcobyranoat (20 mr, 0.044 mmoib) pactBopsitoT B cmec MeOH/TT'® 1:1 (1 mu) u oOpabateiBaroT 2 M Li-
OH (45 wmxim, 18.4 MMonb). PacTBOp mepeMemmBaioT Npu K.T. B TedeHHe 2 9 (IPOTEKaHUE PEaKIMA KOHTPOJIH-
pytoT ¢ momotibio JKXMC). PeakimmoHHY O cMeCh 3aTeM pa30aBIIsioT BOJOH, MOAKUCISIOT 10 pH 1 ¢ momorsio
6n. HC] u nBa pasza skctparupytor ¢ nomonibio EtOAc. O0beIMHEeHHbIE OPTaHUIECKUE IKCTPAKTHI CyIIaT HaJl
MgSO,, bunsTpyIoT U ymapuBaioT ¢ noaydeHuem 4-(3-(2-uzonponmidennn)-3-((2-MeTOKCH-6-MEe THITTUPHINH-3
-mT)kapoaMonin)azeTuauH-1 -1r)-4-0kcoOyTaHOBOM KHUCIOTH MpuM. 12-62 B Buae OiemHo-kenToro macna (13
MT, BBIXOZ 67%). dKXMC-1: tg=1.07 muH, [M+1]+ 440.36; 'H IMP (400 MTI', CDCls) 6: 8.40 (d, J=7.9 T'ny,
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1H), 7.51-7.43 (m, 2H), 7.41-7.30 (m, 3H), 6.73 (d, J=7.9 I'u, 1H), 5.12-4.95 (m, 1H), 4.69 (d, J=8.5 T'u, 1H),
4.62-4.44 (m, 2H), 3.71 (s, 3H), 2.82-2.64 (m, 2H), 2.60-2.48 (m, 2H), 2.45-2.41 (m, 1H), 2.38 (s, 3H), 1.19 (d,
J=6.6 I', 3H), 1.12 (d, J=6.6 'y, 3H).

Tab6smma 8. ITpumepsr 12-63 - 12-114.

IIpumepsr 12-63 - 12-114 cuHTE3UPYIOT, UCIIONB3YsI METOAMKY, ONMMMCAHHYIO IS TpuM. 12-62, nucxoas u3
puM. 2, IpuM. 3, ipuM. 4, IpuUM. 5, ipuM. 6, ipuM. 7, puM. 8, win npuM. 10. MOXHO HCITOJIB30BaTh CTaH-
JApTHBIE peareHThl coueTanwms, HarpuMmep, Takue kak EDC/HOBt, TBTU, HATU, T3P. PeareHTs! - kKapOOHOBBIE
KHCIIOTBI SIBJSIFOTCSI KOMMEPYECKHU JIOCTYITHBIMH HIIH TIOJIy4eHbI B COOTBETCTBHH C JIMTEPATYPHBIMU MPOTOKOJIA-
mu. Ecnu mpucytcTByeT Apyras GyHKIHOHATBHAS TPYIIa, TPEOYEeTCs JONMOTHUTENbHAS CTA IS CHATHUS 3aIIUTHI,

TakKasa KakK OTHICIIIICHUC Bocc AMUHOT'PYTIIILI B KHUCJION cpeac.

AHanutudec-
ITpumep Ha3zBanue KH€ JaHHbIE
KXMC-1
IIpum. 3-(3-((2-(nudTopMeTOKCH)-6-METUANTHUPUAUH-3 - +
[M+1]7462.01
12-63 | un)kapbamomnn)-3-(2-uzonponuidernn)azeTuant-1-mn)- tn 1.00
3-0OKcomnponaHoBas KMCJIO0Ta RO
IIpum. 1-(3-((2-(mupTopMeTOKCH)-6-METUITHPUUH-3 - + n
's [M+1]7488.13
12-64 nin)kapbamonn)-3-(2-uzonponuneHmn)azeTuauH-1- 112
kapboHmI)nuKIONponan-1-kapboHOBasA KUCIOTA R
IIpum. atun-3-(4-((2-(anpropMeTOKCH )-0-METUITUPUINH-3 - [M+17°518.21
12-65 wia)kapbamounin)-4-(2-uzonponundeHun)nunepuauH- 1- 127 ’
1J1)-3-0OKCOMPOMaHOAaT R
IIpum. 3-(4-((2-(nudTOpMeTOKCH )-O-METHITHPUANH-3 - +
[M+1]7490.21
12-66 ni)kapbamounn)-4-(2-uzonponuneHm ) TunepuanH-1- te1.15
11)-3-0KCONPONAHOBAs KHCIIOTA R
IIpum. meTun 4-(3-((2-u30npONOKCH-6-METHINHUPUAMH-3 - [M+1]°482.42
12-67 | un)kapbamon)-3-(2-u3onponuideHni)a3eTuann-1-un)- 133
4-okcobyTaHOaT R
IIpum. 4-(3-((2-u30mPONOKCH-6-METUIITUPHIUH-3 - [M+1]7468 38
12-68 | um)kapbamonn)-3-(2-u30nponuideHn)a3eTHAUH- 1 -1)- tn 1.23
4-okcoOyTaHOBAsI KUCIOTA R 2.2
IIpum. METHUI 4-(:i-((6-X.]'[Op-z-MeTOKCI/Il'IHpI/I]:[I/IH—3- [M+17°474.13
12-69 | um)kapbamonn)-3-(2-usonponuideHni)azeTuann-1-un)- 123
4-okcobyTaHOAT R
IIpum. | 4-(3-((6-x10p-2-METOKCUIIUPUANH-3-MT)KkapOamon)-3- +
[M+1]7460.41
12-70 (2-u3omponundeHnn)azeTuauH- 1 -1m1)-4-0kcoOyTaHOBaS 112
KHCJI0Ta R
TIpum. 4-(3-((2-(nudTOpMETOKCH )-6-METHITTUPUTHH-3 - [M+1]7475.97
12-71 un)kapoamon)-3-(2-usonponuiad eHun )azeTuanH- 1 -un)- tg 1.09
4-okcoOyTaHOBAsE KUCIIOTA
IIpum. metun 4-(4-((2-(audpTopMeTOKCH)-O0-MEeTINIMUPUANH-3 - [M+1]°518.05
12-72 nix)kapbamonn)-4-(2-uzonponmieHu ) TunepuanH- 1- tn 125 '
uin)-4-oxkcobyTaHoar R
TIpum. 4-(4-((2-(nudpTOpMETOKCH )-6-METHITTUPUTHH-3 - [M+17°504.20
12-73 un)kapoamornn)-4-(2-u3onponuindeHus ) Tunepuant-1- 115 ’
ni)-4-0kcoOyTaHOBasE KMCJIOTA R
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IIpum. | stun (E)-4-(3-((2-(audTopMeTOKCH )-6-MeTHIMUPUAUH-3 - +
~ M+1]7501.99
12-74 | un)xkapOamoni)-3-(2-u3onponuideHn)aseTHANH-1-1i)-
tr 1.29
4-okco0yT-2-eHOAT
ITpum. (E)-4-(3-((2-(andpTOopMeTOKCH )-O-METHIHPUANH-3 - +
[M+1]7474.13
12-75 un)kapbamomnn)-3-(2-n3onponmnd eHrn )a3eTHAuH- 1 -11)- 0 1.13
4-0kco0yT-2-€HOBAs KUCIOTA R
ITpum. | atun (Z)-4-(3-((2-(nudpTopMeTOKCH)-6-METUNTTUPUTUH-3 - +
[M+1]7502.09
12-76 | un)kapbamoni)-3-(2-uzonponuideHu)aseTHANH- 1 -1i)-
tr 1.24
4-0kco0yT-2-eHOAT
ITpum. (Z)-4-(3-((2-(amdpTOpMETOKCH )-O-METHITHPUANH-3 - +
[M+1]7474.10
12-77 | un)xapbamonn)-3-(2-u3onponund eHun)a3eTHANH- 1 -1i)- o 1.17
4-0kco0yT-2-€HOBAs KUCIOTA R
ITpum. 4-(3-((2-(nudropMeTOKCH )-O-METHUITUPUINH-3 - +
[M+1]7490.05
12-78 | mn)kapbamoni)-3-(2-u3onponuid eHu)aseTHANH- 1 -1i)- 113
2-meTuia-4-0kcoOyTaHOBAsT KHCJIOTA R
ITpum. (S)-4-(3-((2-(nudTopmMeTOKCH )-6-METHIITHPHUIUH-3 - +
~ [M+1]7490.00
12-79 | un)xapbamoni)-3-(2-u3onponuideHus)a3eTHANH-1-1i)- 113
2-MeTus-4-0kCcOOyTaHOBAs KUCJIOTA R
ITpum. (R)-4-(3-((2-(mupTopmMeTOKCH)-6-METHIITHPUIHUH-3 - +
[M+1]7490.08
12-80 | unm)kapbamomnn)-3-(2-uzonponunderun)azeTnant-1-mm)- 0 1.13
2-Metni-4-okcoOyTaHOBasI KHCIOTA R
ITpum. metun 4-(3-((2-(andpTopMeTOKCH )-0-MEeTHITUPUANH-3 - +
[M+1]7518.01
12-81 un)kapoamou)-3-(2-u3onponuiad eHr)a3eTHANH- | -1 )- t 130
2,2-nuMeTHi-4-0Kkco0yTaHOaT R
Tpum. 4-(3-((2-(nudropmeTokcH)-6-MeTUITHPHINH-3 - [M+1]7504.19
un)kapbamomnn)-3-(2-n3onponmndeHrn)a3eTHAuH- 1 -11)-
12-82 tr 1.20
2,2-nuMeTm-4-0kcoOyTaHOBAsT KHCIOTA
Tpum. 4-(3-((2-(nudropmerokcu)-6-MeTHITUPUANH-3 - [M+1]°518.02
un)kapbamon)-3-(2-uzonponuyipeHua)nuppoIUIuH-1-
12-83 tr 1.21
un)-2,2-nuMeTn-4-okcoOyTaHOBas KUCIOTA
Tpum. 4-(3-((2-(mudpropmerokcu)mupuauH-3 -1 )Kapdbamonn)-3- [M+1]7490.14
(2-usonmponundenni)azeTuauH-1-nm)-2,2- TUMEeTHII-4- .
12-84 tr 1.14
oKkcoOyTaHOBAasi KHCJIOTA
Tpum. meTua 4-(3-((2,6-1MMeTOKCUIIUPUANH-3 -1 )KapOaMou)- [M+1]°498.15
3-(2-uzonponundenun)azeruaut-1-umn)-2,2-numMmeTna-4-
12-85 tr 1.28
okcobyTaHoar
Tpum. 4-(3-((2,6-numerokcunupuanH-3-un)kapdbamonn)-3-(2- [M+1]°484.03
uzonponuidern)azeruan-1-mn)-2,2-numernn-4-
12-86 tr 1.17
OoKcOOyTaHOBasT KUCIIOTA
Tpum. 4—£3—((2—(J1H(1)TOpMeTOKCI/I)—5—(l)TOpl'II/IpI/I):[HH—3- [M+1]7508.02
uin)kapbamomnn)-3-(2-uzonponndeHrn )aseTHauH- 1 -1)-
12-87 tg 1.19
2,2-numeTni-4-0kcobyTaHOBasi KUCIOTA
ITpum. 1-(2-(3-((2-(audTOPMETOKCH )-6-METHITHPHANH-3 - [M+1]7502.32
12-88 | mn)kapbamoni)-3-(2-u3onponuideHun)a3eTHANH-1-1i)- 2

2-0KCOATHJI)IIMKJIONpOIaH-1-kapOoHOBask KMCJIOTA

tr 1.15
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ITpum. 1-(2-(3-((2-(nudTOPMETOKCH )-6-METHITUPUAUH-3 - +
[M+1]7516.00
12-89 | un)kapbamoni)-3-(2-u3onponuideHni)azeTHauH-1-un)- tn 122
2-0KCO3THI)LIHKJI00YTaH-1-kapOOHOBAs KHCJIOTA R
ITpum. (R)-4-(3-((2-(mudpropmeToKCH)-6-MeTUIIMHPUIHUH-3 - +
[M+1]7490.35
12-90 | un)xapbamonn)-3-(2-uzonponuidennn)azeTuans-1-mn)- tn 1.13
3-Metus-4-okcoOyTaHoBass KUCJIOTA R
ITpum. 4-(3-((2-(nudropmMeTOKCH)-6-METUIMUPUIUH-3 - [M+117504.32
12-91 uin)kapbamonin)-3-(2-uzonponuindeHin)aseTuauH- 1 -1i)- 118
3,3-numeTun-4-0kcoOyTaHOBAsI KMCIOTA R
ITpum. metun 3-(3-((2-(audropMeToKCH )-6-METUNTUPUIANH-3 - +
[M+1]7502.07
12-92 mn)kapdamonn)-3-(2-uzonponundeHun)azeTuanH-1-
tr 1.24
kapboumn)oyr-3-eHoar
Tpum. 3-(3—((2-():[I/l(l)"l;OpMeTOKCI/I)-6—MeTI/IJ'[l'lI/IpI/ILLI/IH—3— [M+1]7488.11
un)kapbamounn)-3-(2-uzonponundeHun)aseTuauH-1-
12-93 - tr 1.15
kapOoHWIT)OyT-3-eHOBAasi KHCJIOTa
Moum metun (1S,2R)-2-(3-((2-(mudpTopmeTokcn)-6-
PHM. METHJINHPUANH-3-ui)kapdamonn)-3-(2- [M+1]7502.34
12-94
uzonponundeHn)azeTuanH- 1 -kapOoHuI ) HuKIoNponaH-1- tr 1.18
kapOokcuuar
Ipum. | (1S,2R)-2-(3-((2-(nupTopMeTOKCH )-6-METHUITHPUIUH-3 - +
. [M+1]7488.08
12-95 un)kapbamomn)-3-(2-uzonponuideHnn)azeTuanH- 1 - 110
kapboHmI)uuKIONponan-1-kapOoHOBas KUCIOTA R
merun (1R,25)-2-(3-((2-(audTopmeToxcu)-6-
ITpum. MeTHUINHPUANH-3-u)kapbamoni)-3-(2- [M+1]7502.17
12-96 |m3omponuneHn)a3eTHanH- 1 -kapOOHNT ) UKIoNponaH-1- tr 1.18
kapbokcunar
Tpum. (1R,ZS)—2-(3—((2-(£IHd)TOpMeTOKCI/I)-6-M6TI/IHHI/IpI/I,[[HH-3— [M+1]°488.02
un)kapbamonn)-3-(2-uzonponundeHun)aseTuauH-1-
12-97 - tg 1.10
KapOOHMIT ) HUKJIONMpOonaH-1-kapOoOHOBasT KUCIOTA
Tpum. 3-(2-(3-((2-(mnudpTOpMeETOKCH )-O-METHUITHPUANH-3 - [M+1]%518.08
un)kapbamomnin)-3-(2-u3onponrid e )a3eTHANH- 1 - 1)~
12-98 — tg 1.09
2-0KCO3THII)OKCeTaH-3-KapOOHOBAs KUCIOTA
Tpum. 2—(3-(3—((2-(,HI/I(ETOpMeTOKCI/I)-6-MGTI/I.HHI/IpH,I[I/IH—3— [M+1]518.02
un)kapbamomn)-3-(2-uzonponuindeHnn)azeTuanH- 1 -
12-99 tr 1.09
KapOOHMIT)OKCETAH-3-MJ1)yKCYyCHAsl KHCJIOTa
ITpum. atun (8S)-3-amuno-4-(3-((2-(nudropmerokcn)-6- [M+1]° 505.19
12-100 MeTHINHPUANH-3-u)kapbamoni)-3-(2-
tr 0.75
H30MPONII(pEHMI )a3eTUANH- | -ui)-4-0kco0yTaHoaT
(S)-3-amuno0-4-(3-((2-(nudropmeroxcu)-6-
ITpum. METHIITHPUANH-3-1in)kapbamonn)-3-(2- [M+1]7491.06
12-101 n3onponungeHmu)a3eTuAnH-1-1i)-4-okco0yTaHOBast tr 1.19
KHCJIOTa
Tpum. 5-(3—((2-(nHibTopMeTOKCH)-6—MeTHnanHnHH—3— [M+1]7490.05
12-102 uin)kapbamomnn)-3-(2-uzonponrindeHin )a3eTnauH- 1 -wmi)- te 1.10

5-OKCOMEHTaHOBasI KUCJI0Ta
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5-(3-((2-(nudTopMeTOKCH )-O-METHITUPUANH-3 -

+
leilfgdg un)kapoamMmou)-3-(2-u3onponuiad e )a3eTHINH- | -1 )- [Mtl]151188'07
2,2-TUMETHUJI-5-0OKCONMEeHTAaHOBAasl KUCJIOTAa RS
Tpum atun (R)-3-aneroxcu-5-(3-((2-(nudropmerorcn)-6- [M+1]°576 38
12_104 MEeTUINUPHUANH-3-un)kapbamonn)-3-(2- te 1.26 ’
n3onponuideHns)azeTuauH- 1 -11)-5-0KCONeHTaHoaT )
Tpum (R)-5-(3-((2-(nudpropmeToKCH)-O-METHIAIHPU U H-3 - [M+1]506.09
12-105 nn)kapbamoni)-3-(2-uzonponundeHnin)a3eTuANH- 1 -1)- ta 1.05 '
3-ruApOKCU-5-0KCONEHTaHOBasd KUCJIO0Ta )
6en3un 2-(2-(2-(3-((2-(mudTopMeToKCH)-6-
ITpum. METWINTHPUINH-3-11)kapbamonn)-3-(2- [M+1]7626.09
12-106 nu3onponuieHmn )a3eTuanH- 1 -u1i)-2- tr 1.32

OKCO3TOKCH )3TOKCH JalleTar

ITpum. 2-(2-(2-(3-((2-(nudTopmMeTOKCH)-6-METUINUPUAHNH-3 -

12-107 | nnm)xapbamonn)-3-(2-u3onponuind eHun)a3eTHANH- 1 -1i)-
2-0KCO3TOKCH)ITOKCH)YKCYCHasI KHCIOTa

2-(3-((2-(nudropmerokcu)-6-MeTHITUPHUAUH-3 -

[M+1]7536.00
tg 1.08

+ +

Tpum. un)kapoamonn)-3-(2-u3onponuiadpeHnn)a3eTuauH- 1 - [M*1] 514.19

12-108 . tg 1.13
kapbonmn)ounukio[1.1.1]nenran-1-kapOboHOBasi KHCJIOTA

i, OeH3un 2—(}-(3-((2—():[1/1(1)T0pMeTOKCH)—6-MeTI/I.]'[l'II/IpI/I)lI/IH— [M+1]7596.01

3-un)kapOamorn)-3-(2-uzonponundeHun)azeTuanH-1-
12-109 tr 1.33
1J1)-3-OKCOMPOMOKCH )alleTaT

Tpum. 2-(3-(3-((2-(audTOopMETOKCH )-6-METHITHPUAUH-3 - [M+1]7506 35
un)kapbamoni)-3-(2-uzonponuneHnin)a3eTUANH- 1 -1)-

12-110 tr 1.11

3-OKCONPOMOKCH )YKCYCHAsi KUCIOTA

Tpum. atun 4-(3-((2-(nudpTopMeTOKCH )-6-METUITTUPUINH-3 - [M+1]°539.08
uin)kapbamomnn)-3-(2-uzonponundeHrn )azeTn uH- 1 -1)-

12-111 tr 1.32

2,2-nudrop-4-oxkcobyTaHoaT

Tpum. 4-(3-((2-(nudpropmeTokcH)-6-METHITUPHINH-3 - [M+1]7512.05
un)kapbamomnn)-3-(2-uzonponmnd eHrn )a3eTHAuH- 1 -11)-

12-112 tr 1.30

2,2-nudrop-4-okcoOyTaHOBas KUCJIOTA
Tpum. 9THI 3-(F3-((2-(}:[1/1(1)T0pMeTOKCI/I)-6-MeTI/IJ'[l'II/IpI/II[I/IH-3- [M+11°531.11
mn)kapdamonn)-3-(2-uzonponmndernn)aseTuguH- 1 -
12-113 tg 0.81
kapOoHuUT)a3eTHANH-3-KkapOokcunar
Tpum. 3-(3-((2-(nudTopMeTOKCH )-6-METHIMHPU AU H-3 - [M+1]7503 .16
12-114 un)kapbamonn)-3-(2-uzonponuiadpeHrn)a3eTuanuH- 1 - £ 083
- r O.

KkapOoHMI )a3eTUANH-3-KapOOHOBas KUCIOTA

Mpumep  12-115:  4-(3-((2-(audTOpMETOKCH)-6-METHIIITUPUINH-3 - 1T )KapOamo) -3 -(2-u3omponmide-
HUIT)a3eTUINH- 1 -1)-3,3-1ud Top-4-0kcoOyTaHOBAST KUCIIOTA.

4-(3-((2-(dudTopMeTOKCH)-6-ME THIITHPHUIUH-3 -11)KapOaMor) - 3 -(2-H30mp oM CHII ) a3€ TU AW H- | -11T) -
3,3-mudrop-4-okcobyTaHOBYI0 KHCIOTY TpuM. 12-115 momydaror w3 rumpoxiopuga npuMm. 3 (50 mr, 0.12
MMOJIB) U 2,2-nudTopsHTapHON KUCIHOTHI (23 Mr, 0.15 MMOmB), cleays METOAUKE aMHUIHOTO COYCTaHHS, OIH-
caHHOW mys ctaamu 1, mpum. 12-1: Gemoe TBepmoe BemiectBo, 31 mr, BeIxog 50%. XKXMC-1: tg = 1.21 muH,
[M+1]" 511.97. "H SIMP (500 MI'n, IMCO-Dy) : 12.97 (s br, 1H), 8.36 (s, 1H), 7.99 (d, J=8.0 I'n, 1H), 7.57
(d, J=7.4 T'u, 1H), 7.52 (t, J=72.5 T'n, 1H), 7.44 (m, 1H), 7.42-7.39 (m, 1H), 7.33-7.30 (m, 1H), 7.12 (d, J=8.0
I'y, 1H), 5.11 (d, J=9.3 I'y, 1H), 4.84 (d, J=9.4 T'u, 1H), 4.72 (d, J=10.2 I'y, 1H), 4.39 (d, J=10.2 I'y, 1H), 3.32-
3.18 (m, 2H), 2.38 (s, 3H), 1.12 (t, J=6.4 I't, 6H).

Mpumep 12-116: (R)-4-(3-((2-(audTopMeTOKCH)-6-METHIITTUPUINH-3 -1IT)KapOamo) -3 -(2-n3ompornmide-
HWJIT)a3eTHUH- | -11)-2-THIPOKCH-2-MeTHI-4-0KcO0yTaHOBAasI KUCIIOTA.

(R)-4-(3-((2-(mudropmeTOKCH )-6-METHINUPUANH-3 -1T)KapOaMoni)-3-(2-u3onponiipeHnn)a3e THAMH- 1 -
WIT)-2-TUAPOKCHU-2-MeTIII-4-0KCOOYTaHOBYIO KHCJIOTY NpuM. 12-116 momyuaror u3 rugpoxnopuia npuM. 3 (50
mr, 0.12 mmois) u (R)-(-)-murpamaneBoit kucnotsl (22 mr, 0.15 MMomb), ciaeqyst METOANKE aMUIHOTO codeTa-
HUS, OMUCaHHOM Juis cTamuu 1, mpum. 12-1: Genoe TBepaoe BemiecTBo, 15 mr, Beixoq 24%. XXMC-1: tz=1.10
muH, [M+1]"506.03.

Ipumep 12-117: (S)-4-(3-((2-(mudTOpMETOKCH)-6-METHIIITAPHANH-3 -1 )KapOamMor )-3-(2-u3onponmide-
HUWT)a3eTUINH- | -1IT)-2-THIPOKCH-2-MeTHII-4-0KCOOyTaHOBAsT KUCIIOTA.

(S)-4-(3-((2-(mudpTopMeTOKCH)-6-ME THITITUPUTIH-3 -HT ) KapOaMowi ) -3 -(2-H30TpOTTHII S HII ) a3 THIUH- | -7T) -
2-THIPOKCHU-2-METHII-4-0KCOOYTaHOBYIO KHCIOTY TipuM. 12-117 momydator u3 ruapoxyiopuaa mpum. 3 (50 wr,
0.12 mmome) u (S)-(-)-ruTpamaneBort KucIoTHl (22 Mmr, 0.15 MMOJIB), Clleqys METOAMKE aMUIHOTO COYETaHUS,
onucaHHo# st mpuM. 12-1 - cragus 1: GecuerHoe Macio, 18 mr, Beixoq 29%. XKXMC-1: tg=1.11 muH, [M+17"
506.38.

ITpumep 12-118: (2R,3R)-4-(3-((2-(mudTOpMETOKCH )-6-METHIITUPHUTUH- 3 -1 )KapOamo)-3-(2-
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M30IpOIMII)eHUIT )a3e TUANH- | -1i1)-2,3- TUrHIpOKCH-4-0KCOOyTaHOBAs KHCIIOTA.

K pactBopy npum. 3 (20 mr, 0.05 mmons) B JIXM (2 mi1) 100aBIsIIOT aHTUAPHUA AWALETHII-L-BUHHOHN KH-
ciotsl (13 mr, 0.06 Mmoib) ¢ mocneayromuM nqobasnernrem DIPEA (18 mxir, 0.10 Mmmods). Peaknimonnyio cmech
TIEPEMEIUBAIOT TIPH K.T. B TeUeHWE 15 MUH W 3aTeM KOHIEHTpHpYIOT. OcTaTok pactBopsitoT B MeCN (1 M) u
obpabareiBatoT ¢ momompio NaOMe. PeaknnoHHyo cMech niepeMemuBaioT B Teuenne 30 MuH (peakmuio KOH-
TponupyioT ¢ nomontsio JKXMC) 1 3aTeM racar XJIOpHIOM aMMOHHS, KOHIIGHTPUPYIOT ¥ OYHIIAIOT C IIOMOIIBIO
nperr. BOXX (ycnoBus npen-BOXKX-1) ¢ momydeHrneM yka3aHHOTO B 3arojioBKe coeluHeHus mpum. 12-118 B
Buse Macna (15 mr, BeIxox 56%). JKXMC-1: t;=1.03 mun, [M+1]" 508.11.

ITpumep 12-119: N-(2-(mudropmeTokcH)-6-MeTHIHPUANH-3-11)-3-(2-u30nponuidennn)-1-(4-
(MeTmiCcy T (hOHAMUIO )-4-0KCOOYTAHOMIT )a3e TH I H-3 -KapOOKCaMHUI.

N-(2-(mudropmeTokcn )-6-Me THIIMUPHUINH-3-11)-3-(2-u30npornmipernn)- 1 -(4-(MeTmwicynshoHaMu10)-4-
oKkcoOyTaHOMI)a3eTHINH-3-KapOokcamu g npuM. 12-119 momywator u3 npum. 12-71 (90 mr, 0.189 mmois) u Me-
taHcynbdoHamuaa (18 mr, 0.189 MMoIB), cliexys METOAMKE aMUIHOTO COYCTAHWs, ONMCAHHOM U ctagud 1,
Ipum. 12-1: 4 mr, Berxon 4%. JKXMC-1: tg=1.11 mun, [M+1]" 553.09.

[Tpumep 12-120: N-(2-(mudTopmMeToKcH)-6-MeTHITUPUANH-3-11)-3-(2-n3onpormindenwn)-1-(5,5,5-
TpUPTOP-4-THIPOKCUTICHTAHOWIT )a3€ THIHH-3 -KapOOKCaMHI.

K pactBopy mpum. 12-11 (10 mr, 0.02 mmons) B MeOH (0.5 M) mo6asmsitor NaBH, (10 mr, 0.26 MMob).
PeakoHHyI0 cMech MEepeMENNBaOT B TEYCHHE 2 U, 3aT€M TracsAT BOJON W DKCTParupyroT ¢ momMoimbio JIXM
(2x10 mim). OOBerMHEHHBIE SKCTPAKTHI cyniat Hajg MgSO,, GUIbTPYIOT 1 yrnapuBaroT. OCTaToOK 3aTeM OYHUILIAIOT
¢ momorpio mpen. BOXKX (ychoBus mpen-BDOXKX-2) ¢ momyuenmem mpum. 12-120 (1.5 wmr, Bexox 15%).
KXMC-1: tg=1.22 mun, [M+1]" 530.21.

ITpumep 12-121: 2-(2-(3-(3-((2-(mndTOpMETOKCH)-6-METHITTUPHIUH-3 - 1T )KapOamom ) - 3-(2-
M30IpoNMIeHUIT)a3e TUANH- | -1IT)-3-0KCOTIPOIIOKCH )ITOKCH ) YKCYCHast KUCIIOTa.

K pactBopy npum. 12-51 (32 mr, 0.06 mmonb) B MeCN (5 mir) mocienoBaTenbHO 100aBisIIOT OydepHbIi
pactBop NaH,PO, (0.1 moms/i1, 0.5 mi), 2,2,6,6-TeTpaMeTHANHIICpUINH- | -okcHIbHEIH pagukan (TEMPO, 1 wr,
0.006 MMmoiB), BogH. pacTBOp xsopurta Hatpus (80 /1, 0.5 i) u runoxnoput Hatpus (50 mki). Peakimonnyro
cMmecsh nepememnnBaroT npu 50°C B TeueHne Houn. CMech 3aTeM racsT HachIIIEHHBIM PacTBOPOM CyJb(pHTa Ha-
Tpus (2 M) U JeTydre BemniecTBa ynmapuBatoT. Octatok pactBopsioT B 3 mur cmecu IM®DA/MeCN (1:1) u oun-
maroT ¢ momoiisio mpen. BOXX (ycnoBus nmpen-BOXX-3) ¢ monydeHneM yka3aHHOTO B 3ar0JIOBKE COSTUHEHUS
npum. 12-121 B Buze 6exeoro Bocka (14.7 mr, Beixon 45%). JKXMC-1: tg=1.08 mun, [M+1]" 550.09.

[pumep 12-122: 4-(2-(3-((2-(mudTOpMETOKCH)-6-METHIIITAPHAUH-3 -1 )KapOamMor )-3-(2-u3omnponmide-
HUT)a3eTUIUH- | -1i1)-2-0KcoaTIIn) TeTparuapo-2H-nupan-4-kapOboHoBas KUCIOTA.

K pactBopy runpoxmnopuna mpum. 3 (50 mr, 0.121 mmons) B IXM (2 mir) nobasnsior TEA (34 mka, 0.243
MMOJIB) C MOCIEAYIOIUM T00aBIeHHEM KOMMEPYECKH J0CTYITHOTo 2,8-nrokcacnupol4.5]nexan-1,3-1muoHa, pac-
TBOpeHHOro B JIXM (1 mi). PeakunonHyro cMech IepeMeNBaoOT IpHu K.T. B Te4eHUe | 4 U 3aTeM ymapHuBaroT.
CeIpoe coeuHEHNEe 0unInatoT ¢ nomosto mpern. BOXX (ycnosus npen-BOXKX 2) ¢ nonydeHneM yka3aHHOTO B
3aroJioBKe coeauHeHust npuM. 12-122 B Bune Oenmoro TBepmoro BemiectBa (41 wmr, Bbixon 62%). XKXMC-1:
tg=1.13 mun, [M+1]" 546.00.

Ipumep 12-123: 3-(2-(3-((2-(mudTOpMETOKCH)-6-METHIIITAPHAUH-3 -1 )KapOamMow )-3-(2-u3omnpomnmide-
HUIT)a3eTUIUH- | -1IT)-2-0KCOITHIT) TeTparuapopypan-3-kapOooHOBas KUCIOTA.

3-(2-(3~((2-(IndTopMeTOKCH )-6-Me TUITHPHANH-3 -1 )KapOaMow)-3 -(2-uzonponmideHm )a3e THAUH- | -
WIT)-2-0KCO3THI ) TeTparuapodypan-3-kapooHoByro kucioTy Ilpum. 12-123 (12 Mr, Genoe TBepJoe BEMIECTBO)
MOJTyYatoT U3 TIPUM. 3 B KOMMEPUECKH JOCTYIHOTO 2,7-nnokcacnupo(4.4]JHoHan-1,3-110oHa, ciaemnysl METOAMKE,
omucaHHOM 1t mpuM. 12-122. KXMC-1: tg=1.10 mun, [M+1]" 531.97.

Mpumep 12-124:  4-(2-(3-((2-(audTOpPMETOKCH)-6-METHIITTUPHUINH-3 - 1T )KapOamo) -3 -(2-nu3ompornmide-
HUIT)a3e THINH- | -1IT)-2-0KCOITUI)- | -MeTUIITUTIICPUINH-4-KapOOHOBAsT KUCIIOTA.

4-(2-(3-((2-(AncdTopMeToKCH)-6-MeTHIANUPUANH-3 -1T)KapOamonn)-3 -(2-n3onponuideHit )a3e TH 1H- 1 -
WIT)-2-0KCO3THI)- | -MeTHIIHIIepUINH-4-KapOOHOBYIO KHCIOTY npuM. 12-124 (43 mr, Genoe TBepoe BEUIECTBO)
MOIY4aroT U3 IpuUM. 3 ¥ KOMMEPUECKU JOCTYIHOTO THApOXIopuaa §-MeTui-2-okca-8-a3zacnupol4.5]nexan-1,3-
JMOHA, CIeAys METOANKE, ONUCAHHOM M1 mpuM. 12-122. JKXMC-1: t;=0.77 mun, [M+1]" 559.10.

Ipumep 12-125: N-(2-(audropmeTokcn)-6-MeTHITTUPHUINH-3-11)-3-(2-u3onponuidenn)- 1 -(3-(MeTok-
CHaMUHO)-3-0KCOTPOITAHOWIT)a3e TUANH-3 -KapOOKCaMHI.

K pactBopy npum. 12-63 (60 mr, 0.13 Mmmoinb) B IXM (4 M) no6asisiroT O-meTuaruapokcuiaMut (16 mr,
0.19 mmoms), DIPEA (67 mxi, 0.39 mmomns) u T3P B IXM (50%, 0.16 Mmmoinp). CMech mepeMenInBaioT MpH K.T.
B TeueHue 18 4, KOHIEHTPUPYIOT B BakyyMme. OcTaTOK o4MIIalOT ¢ moMotpio mpern. BOXKX (ycioBus mper-
BDXX-1) ¢ monydeHneM yKka3aHHOTO B 3arojOBKe coequHeHMs puM. 12-125 (48 mr, Beixox 75%) B Buae Oeno-
ro tBepaoro Bemiecta; KXMC-1: tg=1.05 muH, [M+1]" 491.13.

Mpumep  12-126:  N-(2-(audTopMeTOKCH)-6-MeTHANMUPUANH-3-11)-1-(2-(2,4-1MOKCOMMU1A30IHINH- | -
WIT)aneTwn)-3-(2-u3onponuipeHnn)a3e THANH-3-KapOOKCaMH .

N-(2-(mudropmerorcn)-6-Me THITMUPUINH-3-11)- 1 -(2-(2,4-mHoKCcOMMHIa30MuANH- | -min)ane T )-3-(2-
u30NpommIQeHIT)a3eTHIUH-3-kapOokcamu npuM. 12-126 (7 mr, Oenoe TBepIOE BEIIECTBO) TONYYAIOT M3
puM. 3 1 2-(2,4-THOKCONMUIA30MINH- | -UIT)yKCYCHON KHCIIOTHI, CIIEysI METOAUKE, ONMCAHHON JUIS TipuM. 12-
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61. KXMC-1: tg=1.06 mun, [M+1]" 515.99; 'H SIMP (500 MI'y, IMCO) &: 10.92 (s, 1H), 8.32 (s, 1H), 8.00 (d,
J=8.0 T'y, 1H), 7.55 (d, J=7.4 ', 1H), 7.52 (t, J=72.5 ', 1H), 7.44 (dd, J,=1.3 ', J,=7.8 ', 1H), 7.40 (t, J=7.5
I'y, 1H), 7.32 (m, 1H), 7.12 (d, J=8.1 I'u, 1H), 4.89 (d, J=8.5 ', 1H), 4.65 (d, J=8.5 T'u, 1H), 4.58 (d, J=9.6 I'Ly,
1H), 4.36 (d, J=10.1 I'u, 1H), 4.05 (d, J=17.1 I'u, 1H), 4.02 (d, J=17.1 I'u, 1H), 3.90 (s, 2H), 2.38 (s, 3H), 1.13
(d, J=6.7 T'm, 3H), 1.10 (d, J=6.7 I'y, 3H).

Ipumep  12-127:  N-(2-(audpropmeTokcn)-6-MeTHIMUPUANH-3-11)-1-(2-(2,5-1noKxconMuIa30 i InH- 1 -
nin)anetn)-3-(2-u3onponwideHni )a3eTHANH-3-KapOOKCAMUI.

N-(2-(mudTopmeTokcH)-6-MeTHIMUPUANH-3-11)- 1 -(2-(2,5-nrnoxconMuna3onuant- 1 -nin)ametnn)-3-(2-
n3onponwideHm)azeTHANH-3-kapookcamu mpuM. 12-127 (22.5 mr, 6emoe TBepJ0e BEIIECTBO) MOMyUJaloT U3
npuM. 3 U (2,5-TUOKCOMMUIA30IUINH- | -FIT)yKCYCHOM KUCIIOTHI, CIeIys] METOIUKE, OTIMCAHHON IJIs TIPUM. 5 C
T3P B kauecTBe pearenta coderanns. JKXMC-1: tg=1.07 mun, [M+1]" 515.96; 'H SIMP (500 MI'y, CDCl5) §:
8.57 (d, J=8.1 T'y, 1H), 7.51-7.46 (m, 2H), 7.42-7.39 (m, 1H), 7.34 (dd, J,=0.9 I', J,=7.9 T'n, 1H), 7.27 (t, J=72.5
I'm, 1H), 7.24 (s, 1H), 6.96 (d, J=8.2 'y, 1H), 5.46 (s, 1H), 5.08 (s br, 1H), 4.70 (s br, 1H), 4.61 (s br, 2H), 4.30 (d,
J=16.2 I'n, 1H), 4.13-4.09 (m, 3H), 2.42-2.37 (m, 4H), 1.20 (d, J=6.6 I';, 3H), 1.13 (d, J=6.5 'y, 3H).

Mpumep 12-128: N-(2-(zudTopMeTOKCH)-6-METHIITUPUIIH-3 -11)-3-(2-u3onponundennn)- 1 -(cynapdamo-
WIITJIAII )a3e TUAMH- 3 -KapOOKCaMuUI.

N-(2-(andropmeToKcn )-6-MeTHIMHPHANH-3-11)-3~(2-u30nponmind eHnn)- 1 -(CyIbhaMOnITINIIT)a3e THANH-
3-kapOokcamun mpuMm. 12-128 (25 wr, Oemoe TBepaOoe BEMIECTBO) TONY4YalOT W3 TpuM. 3 U 2-
(cynphaMonIaMHUHO)YKCYCHON KHUCIIOTHI, CIeAysl METOIMKE, OMcanHou 11t mpuM. 5 ¢ T3P B kadecTBe peareHra
coueranms. JKXMC-1: tg=1.07 mun, [M+1]" 512.30; 'H SIMP (400 MI', CDCl;) &: 8.52 (d, J=8.1 'y, 1H),
7.56-7.46 (m, 2H), 7.41 (td, J=2.0 Tu u J=7.7 I'n, 1H), 7.33-7.28 (m, 2H), 7.26 (t, J=72.8 T'y, 1H), 6.95 (d, J=8.1
I'm, 1H), 5.11-4.99 (s br, 1H), 4.84-4.67 (s br, 1H), 4.67-4.46 (s br, 2H), 3.97 (d, J=16.4 I'u, 1H), 3.75 (d, J=16.4
I'm, 1H), 2.40 (s, 3H), 2.38-2.33 (m, 1H), 1.20 (d, J=6.5 'y, 3H), 1.14 (d, J=6.5 'y, 3H).

IIpumep 12-129: N-(2-(mudTopmeTokcn)-6-meTrmmupuant-3-ui)-1-(1,1-1mnoxcuaoruetan-3-kapOoHm)-3-
(2-m3omponund eHIT)a3e TUANH- 3 -KapOOKCaMUI.

N-(2-(mudropmerokcn )-6-MeTmImupuIuH-3-1i)-1-(1,1-anokcnnoTretan-3-kapoonun)-3-(2-n3ompo-

I eHmT)a3eTHINH-3-KapookcamMu mpuM. 12-129 (21 mr, 6enoe TBepoe BEIIECTBO) ITOJIyHYaloT U3 MPHUM. 3 U
1,1-mrokcuma THeTaH-3-KapOOHOBOI KUCIIOTHI, CIICAYS METOAUKE, onucanHou it npuM. 5 ¢ EDC/HOBt B xaue-
cTBe peareHToB coueranus. JKXMC-1: tg=1.15 mun, [M+1]" 508.32.

Mpumep 12-130: N-(2-(mudropmerokcu)-6-meTnnupuaut-3-mi)-1-(3-(N-ruapokcraneTaMuio )pora-
HOWI )-3-(2-m3onponmideHr )a3e THINH-3 -KapOOKCaMHUT.

Cramus 1. K pactBopy ruapoxiopuaa mpum. 3 (300 mr, 0.73 mmons) u DIPEA (822 Mk, 4.79 MMoinb) B
TI'® (30 mur) mpu 0°C mo karmisM K00aBisIOT akpuiionn xjaopua (89 mki, 1.09 MMoins). PeakimonHnyio cMech
nepememuBaioT mpu 0°C B Tederne 30 MuH (peakIuio KOHTPOIHPYIOT ¢ momotnbio JKXMC), 3areM pa30aBisiioT
¢ omotipio Et,O, nmpomeiBatoT pactBopoM NaHCO; (10 mn), cymat Hax MgSO,, GUIbTpYIOT U yIapuBaioT ¢
MOJY9CHUEM CBIPOTO aKPWIAMUAHOTO TPOMEXYTOYHOTO COSAWHEHHS, KOTOPOE OYHINAIOT C ITOMOIIBIO IPETL.
B3XX (ycnous npen-BOXKX-1) ¢ momyueHueM GecBETHOI'O CTEKIIOOOpPA3HOTO COeqMHEHUS (259 Mr, BBIXOA
83%). "H SIMP (500 MTI't, CDCLy) &: 8.55 (d, J=8.1 I', 1H), 7.50-7.44 (m, 2H), 7.40-7.38 (m, 1H), 7.37-7.34
(m, 1H), 7.28 (t, J=72.6 I'nm), 7.25 (s, 1H), 6.94 (d, J=8.2 I'y, 1H), 6.38 (dd, J,=1.8 I'y, J,=17.0 'y, 1H), 6.28 (dd,
J,=10.3 I'y, J,=17.0 I'u, 1H), 5.74 (dd, J;=1.8 I', J,=10.3 I'u, 1H), 5.13-5.04 (s br, 1H), 4.97-4.85 (br s, 1H),
4.79-4.75 (s br, 1H), 4.59-4.48 (s br, 1H), 2.46-2.40 (m, 1H), 2.38 (s, 3H), 1.19 (d, J=6.6 I'y, 3H), 1.14 (d, J=6.5
I'u, 3H).

Cranus 2. K pacTBopy akpriaMHIHOTO IPOMEXYTOUHOTO coeanuerus (250 mr, 0.58 MMoIb) 1 TpeT-0y T
N-(6enzunokcn)kapoamara (569 mr, 1.16 mmons) B JIMDPA nobasistor Cs,CO3 (569 mr, 1.75 MMons). Peakitnon-
HYIO CMech TiepeMeruBaroT Tpu 65°C B TeueHne 4 1 (peakiuio KOHTPOIupyoT ¢ moMomrsio JKXMC), 3aTtem pas-
6asisttoT ¢ momomisio EtOAc (50 mit), mpoMbIBaroT Bojow (20 MiT) ¢ IOCIIEAYIOIHA MTPOMBIBKON COJIEBBIM PAaCTBO-
poM (20 mu) m cymar Hag MgSO,. Opranudeckuil pacTBOp (GWIBTPYIOT, YIApUBAIOT M OYHIIAIOT C MTOMOIIBIO
npert. BOXX (ycmosust ipen-BOXKX-1) ¢ momyuenneM tpet-0yTn (6ensminoken)(3-(3-((2-(mupropmeTorcu)-6-
METHIITTUPHUIHH-3 -1T)KapOaMom)-3-(2-u3onpormmideHu)a3e THauH- | -1in)-3-okconpornmn)kapbamaTa B BUjae Oec-
BeTHOro Bocka (289 mr, Bbixox 76%). 'H SIMP (500 MTI', CDCLy) 8: 8.54 (d, J=8.1 ', 1H), 7.49-7.43 (m, 2H),
7.42-7.36 (m, 3H), 7.34-7.30 (m, 3H), 7.28 (s, 1H), 7.26 (t, J=72.6 I'n, 1H), 7.22 (s, 1H), 6.94 (d, J=8.2 I'y, 1H),
4.95-4.79 (m, 3H), 4.71-4.60 (m, 1H), 4.54-4.30 (m, 2H), 3.80 (t, J=7.3 T'u, 2H), 2.47-2.42 (m, 2H), 2.40-2.34
(m, 4H), 1.50 (s, 9H), 1.15 (d, J=6.6 I', 3H), 1.12 (d, J=6.6 'y, 3H).

Cranus 3. tper-bytun (6ensmnokcn)(3-(3-((2-(audTopMeTOKCH)-6-MEe THIITAPUINH-3 -1T)KapOamonn)-3-(2-
n3oIpomIeHUIT)a3eTHANH- 1 -1ir)-3-okconponin)kapbamar (285 mr, 0.44 MMOIIb) TTOIBEPTaIOT YCIOBUSIM CHSI-
it Boc-3ammnThl, onmcaHHBIM I mpuM. 4, ¢ momydenuneMm mocie npen. BOXX (ycmosus npen-BOXX-3)
npum. 12-130 B Bume Gemoro Teepaoro BemectBa (231 mr, BEIXOX 96%). KXMC-1: t;=1.30 mum, [M+1]"
553.40. 'H SIMP (500 MI'ti, CDCl5) &: 8.55 (d, J=8.1 T'u, 1H), 7.50-7.45 (m, 2H), 7.39 (td, J,=1.9 T, J,=7.8 T,
1H), 7.36-7.28 (m, 6H), 7.27 (t, J=72.9 I'n, 1H), 7.24 (s, 1H), 6.94 (d, J=8.2 'y, 1H), 5.98 (s br, 1H), 5.03-4.88
(m, 1H), 4.74-4.61 (m, 3H), 4.58-4.40 (m, 2H), 3.31-3.23 (m, 2H), 2.50-2.41 (m, 2H), 2.40-2.37 (m, 4H), 1.17
(d, J=6.6 T'm, 3H), 1.14 (d, J=6.6 'y, 3H).
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Mpumep 12-131: 1-(3-(N-(6en3mnokcn)aneramuo )npornanon)-N-(2-(1udTopMeToKCH)-6-Me THITTUPH THH-
3-mn)-3-(2-n3onponmidennn)azeTuauH-3-kapobokcamuy  uw - npumep  12-132: N-(2-(nupropmeTokcu)-6-
METHWIIMHPUANH-3-11)- 1 -(3-(N-THIpOoKCHae TAMUI0 )P ONTaHOW )-3-(2-H30TIPONH(P SHIIT )a3e TH AN H-3 -
KapOOKCaMMI.

Cramus 1. K pactBopy N-(2-(mudTopmeTokcu)-6-MeTrnmupuana-3-mi)- 1 -(3-(N-ruapokcuamera-
MU0 )TIpoTiaHomN )-3-(2-u3onponuindeHmn)azeTuIuH-3-kapookcamuaa mpum. 12-130 (225 mr, 0.41 mmonb) B
JAXM (7 mn) mocnenoBarensHo AobasissroT DIPEA (105 mxi, 0.61 mmons) 1 Ac,O (58 Mk, 0.61 mmons). Pac-
TBOpP MEPEMENTUBAIOT MPH K.T. B TeUeHHE 1.5 9 (peakiuto KOHTPOIUpytoT ¢ moMotipio JKXMC), 3aTeM KOHIICH-
TPUPYIOT W OYMIIAIOT ¢ mnomompio mpen. BOXKX (ycnoBust mpen-B2XKX-1) ¢ nomyuenmem 1-(3-(N-
(ben3unokcu)aneramMuo)ponatom)-N-(2-(aud TopMeToKCH)-6-Me THIIMUPUANH-3-11)-3-(2-n30nponuide-
HUIT)a3eTUINH-3-kapOokcamuaa mpum. 12-131 B Bume Oemoro TBepmoro BemiectBa (228 wmr, BeIxon 94%).
KXMC-1: tg=1.29 mun, [M+1]" 595.26.

Cranus 2. 1-(3-(N-(6en3unokcen)areraMuzo )npornanon)-N-(2-(1ud TopMeToKCH ) -6-MeTHIITH PUANH-3-1IT)-
3-(2-n3onponundenun)azeTuaun-3-kapookcamus (220 mr, 0.37 MMOJIb) MOJBEPraroT YCIOBUSIM THAPUPOBAHMS,
omMCcaHHbIM Jiis [-1.A, ¢ moTydeHreM yKa3aHHOTO B 3aroJIOBKE coenHeHus nmpuM. 12-132 B Buze 6emoro TBep-
noro BemectBa (114 mr, Bexoa 60%). JKXMC-1: tx=1.08 mun, [M+1]" 505.39; 'H SIMP (500 MI'u, CDCl) §:
8.54 (d, J=8.1 I'u, 1H), 7.52-7.47 (m, 2H), 7.43-7.39 (m, 1H), 7.32 (d, J=7.7 I'y, 1H), 7.28 (m, 1H), 7.27 (4,
J=72.5Tn, 1H), 6.95 (d, J=8.1 T', 1H), 5-05-4.85 (s br, 1H), 4.83-4.65 (s br, 1H), 4.63-4.44 (s br, 2H), 4.04-3.96
(m, 1H), 3.94-3.88 (m, 1H), 2.71-2.64 (m, 1H), 2.61-2.54 (m, 1H), 2.42-2.34 (m, 4H), 2.15 (s, 3H), 1.19 (d,
J=6.5Tu, 3H), 1.15 (d, J=6.1 I'y, 3H).

IMpumep 12-133: N-(2-(auhTOpMeETOKCH)-6-METHITTUPUIUH-3-11)- | -(3-(THAPOKCHAMUHO )TPOTIAHOIT )-3-
(2-m3omponundeHIT)a3e TUANH- 3 -KapOOKCaMuUIL.

K nepememnmBaemomy pactBopy TpeT-OyTin N-(Oen3unokcu)kapoamara (45 mr, 0.20 MMoI1b) B O€3BOJHOM
JAM®A (5 mi) nobasnsror NaH (60 mac.%, 9 mr, 0.22 MoJIb) ¥ NOJTYYSHHYIO B pe3yNbTaTe CMECh IIepeMeIlBa-
0T TIpH K.T. B Teduenne 30 mun. obasstor 1-(2-6pomanernn)-N-(2-(1udropMeToKCH )-6-MeTHITHPHUIHH-3-1J1)-
3-(2-m3omnponundeHun)-azeTuanH-3-kapookcamua (100 mr, 0.20 MMOiB), TONyYEHHBIH W3 mpuM. 3 ©u 2-
OpomaneTHaOpoMKaa B COOTBETCTBUM €O cTtaauer 1 mpum. 12-52, u peakIMOHHYIO cMECh NEPEMEIINBAIOT TIPH
K.T. B TeueHne 18 4. Peaknmonnyro cMech 3aTeM racsaT Bogon (10 M) u skcrparupyrot rekcanom (50 mur u 2 x
10 mur). O6benMHEHHBIC KCTPAKTHI cymat Hax MgSO,, GunbTpyIoT u ymapuBaioT. OCTaTOK OYHMIIAIOT C TIOMO-
mpio mperr. BOXX (ycnoBus npen-BOXKX-1) ¢ momydeHneM yka3aHHOTO B 3aroJIOBKE COCIMUHEHHS MpuM. 12-
133 B BHjIe GekeBOro TBEPAOTO BemecTBa (65 Mr, BEIX0A 51%). JKXMC-1: tx=1.45 mum, [M+1]" 639.05.

IMpumep 12-134: 1-((6enzmmokcy)raumwi)-N-(2-(nudTopMeTOKCH)-6-METHIIMUPUIARH-3 -1 )-3-(2-H3011po-
I eHIUT )a3e THANH-3-KapOOKCaMHI.

[Mpum. 12-133 (60 mr, 0.09 MMOJIB) TTIOABEPTaIOT YCIOBUSAM CHATHS Boc-3amMThI, ONIMCAaHHBIM JUIs IPUM. 4,
¢ noxyuerneM nocie npen. BOXXX (ycnosus npen-B3XXX-3) npum. 12-134 B Buzie 6ekeBOro TBEpIOTrO Bellle-
ctBa (30 Mr, BEIXOH 59%). JKXMC-1: tg=1.31 mun, [M+1]" 539.49.

Mpumep 12-135: 1-(N-auernn-N-(6enzmnokcu)raunmn)-N-(2-(1udTopMeToKeH ) -6 -Me THIHPH IHH-3-HIT) -
3-(2-n3onponuindenun)azeTuauH-3-kapookcamu U npumep 12-136: 1-(N-anernn-N-rugpokcurimmit)-N-(2-
(madTopmMeToKCH)-6-METHIMTUPUINH-3 -1T)-3~(2-U30Tp oI SHIIT )a3e THINH-3 -KapOOKCaMHUI.

IIpumepsr mpum. 12-135 u ipum. 12-136 momydaroT u3 npum. 12-134 B COOTBETCTBUU ¢ METOJUKOH, OTIH-
canHOU 1 ipuM. 12-131 u mpum. 12-132.

ITpum. 12-135: 6esxeBoe TBepaoe BemecTso. JKXMC-1: tg=1.29 mun, [M+1]" 581.58.

pum. 12-136: Gemoe tBeproe Bemectso. KXMC-1: tx=1.07 mum, [M+1]" 491.42; 'H SIMP (400 MIn,
CDCl;) &: 8.54 (d, J=8.1 'y, 1H), 8.44-8.05 (s br, 1H), 7.50-7.45 (m, 2H), 7.40 (m, 1H), 7.31 (d, J=7.7 I'u, 1H),
7.28 (t, J=65.3 T'm, 1H), 7.26 (s, 1H), 6.95 (d, J=8.2 I'n;, 1H), 4.98 (s br, 1H), 4.73 (s br, 1H), 4.58-4.48 (m, 3H),
4.36 (d, J=16.7 I'u, 1H), 2.39 (s, 3H), 2.36 (m, 1H), 2.23 (s, 3H), 1.19 (d, J=6.6 'y, 3H), 1.14 (d, J=6.6 'y, 3H).

Mpumep 12-137:  1-(2-(1-anerunnunepuana-4-un)anetin)-N-(2-(1udTopMeToKCH )-6 -ME THIITHPHIMH-3 -
wi)-3-(2-n3onponuiadeHuT)a3eTHINH- 3 -KapOOKCaMu 1.

1-(2-(1-Auerunmmnepuua-4-min)ane i )-N-(2-(qud TopMeToKCH)-6-Me THANMPUANH-3-11)-3-(2-
n3onpomuIdheHuI)a3eTHANH-3-kapookcamu mpuM. 12-137 (11 mr, GecuiBeTHOE Macio) MOJMYYaloT U3 IPUM. 3 H
KOMMEPYECKH JIOCTYITHOH 1-aneTmin-4-munepuInHyKCYCHOH KHCIIOTBI, CIEAys] METOJNKE, OIMCAHHOM /IS IPHM.
5, ¢ EDC/HOBt B kauecTBe pearentos codetanus. JKXMC-1: tg=1.15 mun, [M+1]" 543.06.

IIpumep 12-138: N-(2-(audTopMeTOKCH )-6-METHITHUPUANH-3-11)-3-(2-u3onponmiderun)- 1 -(2-(murnepuuH-
4-Wy)aneTHI )a3e THANH-3-KapOOKCaMU/I.

N-(2-(nudTopmMeToKCcH)-6-METHIIMUPUANH-3-11)-3-(2-n30nponmideHun)- 1 -(2-(mumnepuaua-4-nmn )are-
TH)a3eTHINH-3-kapOookcamul ipuM. 12-138 (36 mr, GecriBeTHOE MAacyo) MOJIyJaloT U3 IPUM. 3 U KOMMEPUECKH
noctynHoi 2-(1-(TpeT-0yToKCHKapOOHWI)TATIEPUANH-4-T)yKCYCHOR KHCIIOTBI, CIEAYsS METOJHUKE COUYCTAHMUS,
OIMCAHHOM JJIs TIPUM. 5, ¥ BBINONHSS CHATHE Boc-3amutsl ¢ momomsio HCl B muokcane. XKXMC-1: tz=0.82
mus, [M+1]"501.49.

Mpumep  12-139:  N-(2-(zudropmMeToKCH)-6-METHIMPHINH-3-11)-3-(2-u3onponmipernn)-1-(2-(1-(2-
METOKCHATHI) TUIIEPUITH-4-HJT)alle THIT )a3e TH TN H-3 -KapOOKCaMu 1.
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N-(2-(mudropmerokcn )-6-MeTHIIIUPUANH-3-11)- 1 -(2-(1-(2-ruapokcuaTi ) IUIe puaAnH-4-n)ane i) -3-(2-
n3onpommIdheHuT)a3eTHANH-3-kapookcamu mpuM. 12-139 (16 Mr, GecuiBeTHOE Macio) MOJNYYaloT U3 IPUM. 3 U
KOMMEpYECKH JOCTYITHOTO 2-O0pOMAITHIMETHIOBOTO 3(Hpa, CIeILys] METOJUKE COUCTaHH, OTIMCAHHOM IS IIPHM.
11-67. KXMC-1: t;=0.84 mun, [M+1]" 559.12.

IIpumep 12-140: N-(2-(mudhTopMeToKCH )-6-MeTUIIUPUIUH-3-11)- 1 -(2-(1-(2-THAPOKCHATHII ) TUTICPUTUH-4 -
nin)anetun)-3-(2-uzonponwideHn )a3eTHANH-3-KapOOKCAMUI.

N-(2-(mudropmeTokcn)-6-MeTHIMAPUIUH-3-11)- 1 -(2-(1-(2-ruapoKCUI TN ) TUITepUANH-4-1 )aeThin)-3-(2-
n3onponwideHm)azeTHanH-3-kapookcamu mpum. 12-140 (16 mr, GecriBeTHOE Macio) moJrydatot u3 [Ipum. 3 u
KOMMEPYECKH JIOCTYITHOTO 2-OpOMATaHOIIa, CIIEAYSI METOAMKE COUeTaHMs, ONHCcaHHOM st mpuM. 11-67 XKXMC-
1: tg=0.81 mun, [M+1]" 454.29

Mpumep 12-141: N-(2-(mudropmeTokcH)-6-MeTHIHPHANH-3-11)- 1 -(2-(1-(2-ropaTmn)munepuun-4-
WiT)aneTwn)-3-(2-u3onponuip eHnn)a3e THANH-3-KapOOKCaMH .

K cycnensun N-(2-(mudropmerokcn)-6-MeTHIMHPHINH-3-11)-3-(2-u3onponwipernn)- 1 -(2-(munepuan-
4-"i)aneTuin )a3eTHAnH-3-kapookcamuaa nmpum. 12-138 (34 mr, 0.06 Mmons), 1-grop-2-fiogmerana (22 wmr, 0.13
MMoutb) 1 B114NF (4 mr, 0.01 mmons) B anterone (1 mi) nobasmsior K,CO5 (43.7 mr, 0.32 mmons). Peakinon-
HYIO CMECh TIEpEeMENTNBAIOT TIPH K.T. B aTMOoc(epe a3ota B TeueHue 16 4. J[ist obecrieueHus moJHOTO MpeBpaiie-
HUS T00ABIISAIOT ABe npyrue mopuuu 1-drop-2-iommerana (22 mr, 0.13 MMoinp) ciycts 2 u 4 4. CMmech ynapu-
BalOT U OCTATOK pacmpeneisor Mexay EtOAc u Bomoit. Opranndeckyro ¢a3y codupator, cymat Hagx MgSO4,
GUIBTPYIOT U KOHIEHTPUPYIOT. CBIPOH MPOIYKT OYHUIIAIOT ¢ ToMOIbI0 mpen-BOXKX (ycmous mpen-BOXX-2)
¢ nmonyderaneM N-(2-(TudTopMeTOKCH)-6-MeTHIIHPUANH-3-11)- 1 -(2-(1-(2-pTopaTun)munepuauH-4-1i1)ane T )-
3-(2-m3omnponuneHmn)a3eTuaNH-3-kapOokcamuaa npuM. 12-141 B Bume OecupetHoro Macna (29 T, BBIXOX
84%). KXMC-1: t;=0.83 mun, [M+1]" 547.03.

ITpumep 12-142: N-(2-(3-((2-(andTopMeTOKCH)-6-METHITUPUANH-3 -1IT)KapOamom)-3-(2-
M30IpONMI)eHUIT )a3e TUANH- | -1IT)-2-0KCOITHIT )-N-ME THIIT TUIIHH.

[Mpumep 12-142 nonyyaroT B COOTBETCTBUHU C METOAMKOM, ONMMUCAHHOM Ut puM. 12-52, ucrions3ys 6pom-
aleTHIIOPOMU, CIIOKHBIN d(pHup aMHHOKapOOHOBOW KHCIIOTHI (CIIOKHBIN METHIIOBBIN d(hUp capKo3WHA) U TIPUM.
3. XKentoe mMacno. JKXMC-1: tz=0.93 mun, [M+1]" 505.30.

[Tpumep 13-1: 2-((3-((2-(mrudTOPMETOKCH )-6-ME THITTHUPU IIH-3 - 1T ) KapbaMow)-3-(2-uzonponmide-
HUT)a3eTUINH- | -1IT)CyTb()OHMIT)yKCYCHAST KHCIIOTA.

Cramus 1. K pacteopy npum. 3 (90 mr, 0.239 mmonb) u TEA (100 Mk, 0.73 mmoits, 3 9kB.) B IXM (5 mu)
M0 KaruIsiM JTOOABJISIOT CIOXHBIA 3THIOBBIN 3PUp XIOPCYTbHOHMITYKCYCHON KUCIOTHI (44.6 mT, 0.239 MMOIB).
PeaknoHHYI0 cMECh TIEPEMEIINBAIOT MPU K.T. B TEUCHWE HOYM W 3aT€M KOHLEHTPUPYIOT. OCTaTOK OYMINAIOT C
nomomplo mpen. BOXX (ycnoBus mpen-BOXKX-2) ¢ momyuenmem stun 2-((3-((2-(nmpropmerokcu)-6-
METWITUPHUIUH-3 -1 )KapOaMon)-3-(2-u3onponmidpeHnin)a3eTuaAnH- 1 -min)cynsponmn)anerata (43 Mr, BBIXOA
34%). KXMC-2: tp=1.16 mun, [M+1]" 526.20.

Cramust 2. PactBop astmn 2-((3-((2-(mudropMeTokcH)-6-MeTHIANUPUANH-3-1T)Kapbamonit)-3-(2-u3ompo-
i eH)a3eTuauH- 1 -mn)cyapdonmn)anerara (43 mr, 0.082 mmons) B cmecu EtOH/TT® (1:1, 1 M) obpaba-
THIBAIOT 2H. BoAH. pacTBopoM LiOH (85 mi, 170 MMosp). PeaknroHHyr0 cMech TIepeMEIIMBalOT IPH K.T. B Tede-
HHUE 2 9 M 3aTeM KOHIEHTPHPYIOT. OCTaTOK pacTBOPSIOT B BojAe. [lomydeHHBINH B pe3ynbTaTe pacTBOP MOIKHUC-
mstrot 1o pH 1 ¢ momomrsro 1H. BogH. pactBopa HCl u 3aTem skctparupyror ¢ nomouipio EtOAc (2x10 mir). O0s-
eJIMHEHHbIE YKCTPAKTHI cymat Hagy MgSO,4, GUIbTPYIOT 1 ynapuBaroT ¢ oiydeHueM npum. 13-1 (41 mr, BBIXOT
100%). KXMC-1: tg=1.19 mun, [M+1]" 498.16; 'H SIMP (400 MI't, CDCls) &: 8.55 (d, J=8.1 I', 1H), 7.53-
7.43 (m, 2H), 7.42-7.37 (m, 1H), 7.36 (s, 1H), 7.30-7.23 (m, 2H), 6.95 (d, J=8.1 I'u, 1H), 5.32 (s, 2H), 4.81-4.58
(m, 2H), 4.25 (s, 2H), 2.40 (s, 3H), 2.38-2.31 (m, 1H), 1.16 (d, J=6.6 I's, 6H).

Tab6mmma 9. ITpumepsr 13-2 - 13-27.

IIpumepsr 13-2 - 13-27 cUHTE3UpPYIOT, UCHOIb3Ys METOAUKY, ONMHUCAaHHYI M mpum. 13-1, ucxoas us
npuM. 3, npuM. 4 nim npuM. 7. B cinydae cnoxHOro 6eH3miIoBoro 3¢upa, rHAPUPOBAHKE BBHIMOJIHSIIOT B BHIC
BTOPOH CTaZMy C TOJyYEHHEM COOTBETCTBYIONIEH KapOOHOBOI KHCIIOTHI.
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AHanuTnyec-
IIpumep Hazsanue KUE€ TaHHBbIE
KXMC-1
metun 2-((4-((2-(rudpropmerokcH )-6-MeTUIIITUPUAUH- + A
- [M+1]7539.93
Ipum. 13-2 |3-un)kapbamoun)-4-(2-usonponundeHns)IunepusH- t 127
1-un)cynbdonun)anerar R
Mpum. 13-3 2-((4-((2-(nudropmMeToKCH )-6-METUINTUPUAUH-3 - [M+117526.10
un)kapoamMonn)-4-(2-u3onponund eHIwI ) THIepUAUH-1 - te 122
1) CyJIbOHMI)YKCYCHAsT KHCJIOTA R
Bensun 3-((3-((2-(nudpropmeTorcu)-6-
3. 3.(2- +11°
Tpum. 13-4 METUINUPUANH-3-1n)kapbamoni)-3-(2 [M+1]7602.12
uzonponuiapeHmnn)aseTuanuH-1- tr 1.39
nit)cynbGOHUI)IpONaHoaT
3-((3-((2-(nupTopMeTOKCH )-O-METHITUPUAUH-3 - [M+1]7512.20
IIpum. 13-5 | un)kapbamonin)-3-(2-uzonponuideHni)a3eTuans-1- 1,16
Wi1)cynbGOHMI)IPONaHOBast KUCIOTA R
metuan 3-((4-((2-(nudpropmerokcu )-6-MeTUIITHUPUAUH- +
[M+1]7554.03
Ipum. 13-6 |3-un)xkapbamoun)-4-(2-usonponuneHns)IunepusnH- tn 130
1-m1)cy () OHUI)IPONAHOAT R
6ensmn 3-((4-((2-(zudpropmeroxcu)-6-
” MEeTUINUPUANH-3-1n)kapbamoni)-4-(2- [M+1]7630.04
IIpum. 13-7 Y
H30TPONUIIEHNUI ) TUIIePUTHH- 1 - tr 1.43
WJ1)CyIb(GOHII )TPOTIaHOAT
X 3-((4-((2-(nupTopMeTOKCH )-60-METHITHPHUAUH-3 - [M+1]7540.13
IMpum. 13-8 |un)kapbamoni)-4-(2-uzonponundenun)nunepunut-1- t 1.20
WJ1)CyJb()OHMI)IPONAHOBAS KHUCJIOTA R
X 6enszun 3-((3-((2-(nudTopMeTOKCH ) TUPUIUH-3 - [M+1]°588.02
Ipum. 13-9 | un)kapdamonn)-3-(2-uzonponuidennn)aszeTuaun-1- t 135
171)Cy Ab(GOHI)IPONAHOAT R
3-((3-((2-(nudpTopmMeTOKCH)TUPUANH-3 - +
IIpum. 13-10| un)xapbamonn)-3-(2-uzonponuiadeHun)aseTHanH-1- [Mtl]141908'23
W1)cynbOHUI)IPONaHOBasE KUCIOTA R
metun 3-((3-((2-(rudropmeroKkcH )-6-MeTUITHUPUAUH- [M+117554.00
IIpum. 13-11 |3-un)kapbamonn)-3-(2-uzonponuideHun)azeTuans-1- tn 133 ’
un)cynboHmn)-2,2- TUMEeTIIIITPONAaHOAT R
3-((3-((2-(nudpTopmMeTOKCH )-6-METHIMTUPUAUH-3 - [M+1]7539.98
IIpum. 13-12| um)kapbamonn)-3-(2-uzonponrindeHni)aseTuanl-1- tn 1.23 ’
uin)cynbpdoHm)-2,2-TMMEeTHJINPONAHOBAas KUCIOTA R
stun 2-(1-((3-((2-(mudpropmerokcn)-6-
-3- -3-(2- +11F
Tpum. 13-13 METHIUPUANH-3-1n)kapbamoni)-3-(2 [M+1]7566.58
n3onponuiIpeHn)a3eTHINH- 1 - tr 1.38
WJ1)Cyab(POHUI ) IUKIONPOIINI )alleTaT
2-(1-((3-((2-(mudropmeTokcH)-6-METHIIUPUIUH-3 - +
[M+1]7538.09
IIpum. 13-14| um)kapbamonn)-3-(2-uzonponrideHni)azeTuanH-1- 121
WJ1)CyJ1b() OHMJI) LUKJIOMPOTIHII ) YKCYCHAsT KHCJIOTa R
n 13-15 metin 3-(((3-((2-(nudropmerokcn)-6- [M+1]7568.07
pHM. MeTHINUPUANH-3-mn)kapbamonn)-3-(2- tr 1.25
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n3onponuiadpeHn)a3eTuInH- 1 -
W1)CcyabpQOHMI)METHIT)OKCeTaH-3-KapOoKcHIaT
3-(((3-((2-(mupTOopMeETOKCH )-6-METHIIMTHPUIHH-3 -
un)kap6amoun)-3-(2-usonponundenun)aseruaun-1- | [M+1]7554.00
WJI1)CYJIb(OHIIT )METHI )OKCeTaH-3-KapOOHOBast tr 1.16
KHCJIOTa
4-((3-((2-(nudropmMeToKCH )-6-METUIMUPUAUH-3 -
ITpum. 13-17| um)kapbamonn)-3-(2-uzonponrindeHni)aseTuans-1-
uin)cynboHus)0yTaHoBas KUCIOTA
metun 5-((3-((2-(nudpropmeTokcH)-6-MeTUNTTHPUANH-
Ipum. 13-18 |3-un)kapbamonn)-3-(2-uzonponmiderun)azeruun-1-
ui1)cynbQOHMI)IeHTaHOAaT
5-((3-((2-(audTopmeToKCH )-O-METUINUPUANH-3 -
IIpum. 13-19| un)xkapbamonn)-3-(2-uzonponuideHun)aseTuanH-1-

IIpum. 13-16

[M+1]7526.18
tr 1.16

[M+1]7554.02
tr 1.30

[M+1]7540.01

tr 1.19
1) CybGOHII)IeHTaHOBAS KUCIOTA
metun (E)-3-((3-((2-(nupropmeTokcu)-6-
3. 3.(2- +117
Tpum. 13-20 METUINUPUANH-3 -1 )kapbamoni)-3-(2 [M+1]7524.44
uzonponuiapeHuns)aseTuauH-1- tr 1.32

wi1)CcyabQOHMT)aKpHUIaT
(E)-3-((3-((2-(nu¢propmerokcn )-6-MEeTUAIHUPUAMH-3 -
Ipum. 12-21| um)kapbamonn)-3-(2-uzonponmndeHni)aseTuans-1-
UJ1)CyNb(QOHMII)aKPHIOBAsl KHCJIOTA
metun 4-((3-((2-(nudpropmeTokcH)-6-MEeTUITHPUANH-
IMpum. 13-22 |3-un)kapbamomn)-3-(2-uzonponuiadeHus)a3zeTuaun-1-
un)cynbdonmn)-1H-nupazon-S-kapbokcuaar
4-((3-((2-(mupTopMeETOKCH )-O-METHINHUPHUIUH-3 -
IIpum. 13-23 | un)xapbamonn)-3-(2-uzonponuiadeHun)aseTHanH-1-
un)cynbdonmn)- |H-nupazon-5-xkapboHoBast KHCIOTA
atun 5-((3-((2-(nudTOpMETOKCH)-6-MEeTUNTUPUIUH-3 -
ITpum. 13-24| um)kapbamonn)-3-(2-uzonponrindeHni)aseTuanl-1-
un)cynbdonmn)-1H-nupazon-4-kapbokcuaar
5-((3-((2-(nupTopMeTOKCH )-6-METHIITUPUAUH-3 -
IIpum. 13-25| un)kapbamonn)-3-(2-uzonponuiadeHun)aseTuaus-1-
ui)cynbdonmn)- | H-nupazon-4-kapOOHOBast KHCIOTA
metua 5-((3-((2-(nudropmerokcn)-6-MeTUITHPUAUH-
IIpum. 13-26 3-un)kapbamonn)-3-(2-uzonponuiadeHin)azeTuanH-1-
un)cynbdoHuI)30Kca3oa-3-kapbokcunar

3-((3-((2-(mudTopmMeTOoKCH )-O-METUINMUPUANH-3 -
Ipum. 13-27| um)kapbamonn)-3-(2-uzonponmindeHni)aseTuans-1-
ui)cynbOHMI)-3-METOKCUIPONIAHOBAsI KUCIOTA

ITpumep 13-28: 1-((3-((6en3mI0KCH )aMUHO)-3 -0Kconpor)cyIbQoHm)-N-(2-(andpTopMeToKCcH)-6-
METWITUPHUIUH-3 -111)- 3 -(2-u30nponmideHuT)a3e THANH-3-KapOoKcaMu g u IpuMep 13-29: N-(2-
(mudTopMeToKCH)-6-MeTHIMAPUIUH-3-11)- 1 -((3-(THAPOKCHAMUHO )-3 -0KCOMPONILT ) CYIbH OHI )-3-(2-
M30IpOIMII)EHHUIT )a3e T ANH-3-KapOOKCaMHt .

Cramus 1. K pacrBopy 3-Xy10pCynb(OHWINPONUOHMI XJopuaa (MoJydeHHOro W3 2-auokcuaa 1,2-
okcatnonan-5-oHa: jgut. US 6734184, Novartis AG) (28 wmr, 0.15 mmons) u TEA (39 mxn, 0.67 mMMoib) B
JAM®A nobasmnstor O-6er3mnrunpokcmiaMmut (18.6 mr, 0.15 MMoibp). PeakinoHHyI0 cMeCh IepeMENTHBAIOT IPH
K.T. B TEUCHHE 5 MHH M 3aTeM 00aBIstOT ruapoxopu mpum. 3 (55 mr, 0.13 MMoIb), 1 IepeMenTuBaHue Mpo-
JIOJDKAIOT B TedeHue 18 4. J100aBiIsIOT BOAY U PEaKIIMOHHYIO CMECh OYHIIAIOT ¢ ToMoIIbio mper. BOXKX (ycio-
Bus mpen-BOXKX-3) ¢ momyduennem mpum. 13-28 B Buae Oemoro tBepmoro BemecTtBa (12.5 mr, BeIxox 15%).
KXMC-1: tg=1.28 mun, [M+1]" 618.10.

Cramus 2. Ilpum. 13-28 (12 mr, 0.02 MMOJIB) THIPUPYIOT B COOTBETCTBUHM C METOIOM, ONMCAHHBIM JUIS
npuM. 11-12, ¢ momydyennem mpum. 13-29 B Buze OnenHo-xenroro macna (8 wmr, BeIxon 76%). XKXMC-1:
tg=1.08 mum, [M+1]" 527.01; 'H SIMP (400 MI', MeOD) &: 8.29 (d, J=8.1 T, 1H), 7.57 (s, 0.25H), 7.49-7.46
(m, 3H), 7.43-7.37 (m, 2H), 7.21 (s, 0.25H), 7.06 (d, J=8.1 I'u, 1H), 4.64 (d, J=8.0 I'u, 2H), 4.47 (d, J=8.0 I'L,
2H), 3.45 (t, J=7.4 Ty, 2H), 2.61 (t, J=7.4 I'n, 2H), 2.52-2.44 (m, 1H), 2.41 (s, 3H), 1.17 (d, J=6.7 I'y, 6H).

Mpumep  13-30:  3-((3-((2-(nudTOpMETOKCH)-6-METHIITTUPUINH-3 - 1T )KapOamo) -3 -(2-nu3omnponmide-
HWJI)a3eTHIUH- | -11)cynbhoHmI) Iponan- 1 -cyn(oHOBas KHCIIOTA.

I'mppoxnopun mpum. 3 (50 Mr) mnoaBepraloT peakud C KOMMEPYECKH JOCTYHMHBIM  3-
(xmopcynshormI)nponan- 1 -cynshormt gropumom (32 MT), MPUIEPKUBAICH TeX )K€ YCIOBHM, UTO U HAa CTaIUU
1 mpum. 13-1. @TopcynbhornnbHb mpoayKT (32 mr, 0.057 MMonb) 3aTeM THAPOINU3YIOT 32% BOAH. paCTBOPOM
NaOH (1 m) mpu 50°C B Teuenue 18 4 ¢ mosydeHHEM YKa3aHHOTO B 3aroJioBke coequHeHus mpum. 13-30, ko-

[M+1]7509.96
tg 1.25

[M+1]7564.16
tr 1.17

[M+1]7550.22
tg 1.13

[M+1]7578.13
tg 1.22

[M+1]7550.10
tg 1.07

[M+1]7565.04
tr 1.34

[M+1]7542.00
tg 1.20

-78 -



040901

TOpOE BBIAEIAIOT B COOTBETCTBUM ¢ cramuerd 2 mpuM. 13-1 (19 mr, Beixox 28% 3a 2 cramuu, macio). XKXMC-1:
tg=1.35 mum, [M+1]" 562.10; 'H SIMP (400 MI'u, CD;OD) &: 8.31 (d, J=8.0 I', 1H), 7.51-7.42 (m, 3H), 7.39
(dd, J;=2.3 I'n, J,=14.1 I'y, 1H), 7.38 (t, J=72.8 I'y, 1H), 7.06 (d, J=8.1 ', 1H), 4.66 (d, J=7.9 I'y, 2H), 4.46 (d,
J=7.9 T'n, 2H), 3.40-3.34 (m, 2H), 3.06-2.98 (m, 2H), 2.54-2.48 (m, 1H), 2.41 (s, 3H), 2.31 (m, 2H), 1.16 (d,
J=6.7T'u, 6H).

[Tpumep 14-1: 2-((3-((2-(mrudTOPMETOKCH )-6-ME THIATTHPU TIH-3 -1T ) Kapbamow)-3-(2-uzonponmide-
HUIT)a3eTUINH- | -KapOOHWIT)OKCH ) YKCYCHAsT KUCIIOTA.

Cramus 1. K pactBopy merunriukossara (500 mr, 1.18 mmoins) u TEA (2.34 M, 16.7 mmoins) B MeCN (20
M) no6aBistroT N,N-aucykunHuMuamikapoonat (1.56 r, 6.11 MMoib). PeaknmmoHHyI0 cMech TIEpeMEeNuBaioT B
TEYCHHNE HOYHM, 3aTeM Pa30aBisioT ¢ nomoinsio EtOAC, MpOMBIBAIOT COJEBBIM pacTBOpoM, cymaTt Hax MgSO,,
GuIBTPYIOT u KOHIIEHTPUPYIOT c MOJTyYeHUEM METHI 2-((((2,5-nuoxconuppoauauH-1-
win)okcu)kapoonmn)okcu)arerara (940 mr, Beixox 73%). YHOMSHyTOe COeIMHCHHE NOOABISIFOT K PAaCTBOPY
npuM. 3 (50 mr, 0.133 mmons) u DIPEA (57 mxit, 0.33 mMons) B IM®PA (5 mut). PeakimoHHyro cMech mepeme-
MIMBAIOT B TeueHHE 18 4, KOHIIGHTPUPYIOT M OYHIIAIOT ¢ oMomsio npen-BOXKX (yciosus npen-BOXKX-2) ¢
MOJIy4EeHUEM 2-METOKCH-2-0KCOITUI 3-((2-(mudropMeTOKCH )-6-ME THITTHPU AUH-3 - 11T )KapOaMom )-3-(2-
n3onponmidenn)azeTuIul- 1 -kapookcunaTa: 48 mr, Beixox 73%.

Cramuss 2. 2-Mertokcu-2-0kcodtun  3-((2-(mudTopMeTOKCH )-6-Me THITHUPUINH-3 -1IT)Kapoamon)-3-(2-
n3onponwidermn)azeTuant- 1 -kapookcunat (48 mr, 0.098 Mmob) pactBopsroT B TI'® (3 M) u oOpabaTeiBaroT
2 M pactBopom LiOH (130 mxur). PeakiimoHHBIN pacTBOp MEepPeMENInBaloT pH K.T. B TedeHue 2 4 (poTeKaHue
peaku KOHTPOHPYIOT ¢ momotnbio JKXMC). PeaknimoHHYI0 cMech 3aTeM pa30aBisiOT BOAOH, TIOIKUCIISIOT 0
pH 1 ¢ momompro 6H. HCl 1 nBa pasa sxctparupyioT nocpeactsoM EtOAc. O0beanHeHHbIE OpraHMYECKHe dKC-
TpakThl cymat Hajg MgSOy, GuabTpyroT 1 ynapusatoT. OCTaToOK OYHINAIOT ¢ TToMoInbio npen. BOXKX (ycnoBus
npen-B3XX-2) ¢ momydenuem mpum. 14-1 B Buze 6enoro tBepaoro Bemiectsa (24 mr, Beixox 51%). XJKXMC-1:
tg=1.18 mun, [M+1]" 478.45.

Tabmuna 10. IIpumepsr 14-2 - 14-14.

IIpumepsr 14-2 - 14-14 cuHTE3upYIOT, UCHOIb3Ys METOAUKY, ONUCAHHYIO M mpuMm. 14-1, ucxoas us3
npuM. 3 unu npum. 4.

AHanuTtuyec-
ITpumep HasBanue KUe JlaHHble
KXMC-1
2-((4-((2-(nudTOpMETOKCH )-6-METHITUPULUH-3 - +
. [M+1]" 520.12
IIpum. 14-2 | nx)xkapbamonin)-4-(2-uzonponundeHun)IunepuguH- o 132
1-kapOOHMIT)OKCH)YKCYCHAST KHCJIOTA R
Tpum. 14-3 2-((4-((2-(mudTopmeTokcu )-6-MeTuanupuaus-3- | [M+1]" 506.07
) un)kapObamorn)-4-(2-u3onponrig eHU ) THIEePUTHH- tr 1.23
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1-xapOOHMIT)OKCH)YKCYCHAS KHUCIIOTA
(5)-2-((3-((2-(nudpropmeToKcH )-6-METUITUPUANH-3 -
Ipum. 14-4 | un)kapbamonn)-3-(2-u3onponrindennn)azeTuaun-1-

KapOOHMIT)OKCH)ITPOMAHOBAs KUCIOTA
(R)-2-((3-((2-(nu¢ropmeTokcu)-6-MeTUINUPUAUH-3 -
IIpum. 14-5 | mn)kapbamonn)-3-(2-uzonponuideHns)azeTuauH-1-

[M+1]+ 492.08
tr 1.22

[M+1]" 492.00

tr 1.22
kapOOHMII)OKCH)IPONIAHOBAsL KUCJIOTA
1-merokcu-2-meruin-1-okconponan-2-un 3-((2-
Tpum. 14-6 (nudropmeTokcH)-6-MeTUIMHPHUIUH-3 - [M+1]7 520.08
' uin)kapbamonn)-3-(2-uzonponundeHns )aseTHANH-1- tr 1.42
kapbokcuuar
1-(meTokcukapbonun)uukIonponua 3-((2-
Tpum. 14-7 (nudropmeToKCH)-6-MeTUIMHUPHUIUH-3- [M+1]7 534.26
' un)kapbamonn)-3-(2-uzonponundeHns)aseTHANH-1- tr 1.32
kapbokcuuar
1-((3-((2-(nupTopmMeTOKCH )-6-METUITTUP U UH-3 -
un)kapbamon)-3-(2-uzonponunpennn)aseruaun-1- [ [M+1]" 504.06
ITpum. 14-8
KapOOHMIT)OKCH )UK JIOTIPOIaH- 1 -kapOoHOBast tr 1.22
KHCJIOTA
3-merokcu-2,2-numeTni-3-okconponuia 3-((2-
Tpum. 14-9 (nudropmeToKcH )-6-METUINHPUIUH-3 - [M+1]" 534.26
’ un)kapbamorn)-3-(2-u3onponmideHnn)azeTuaun-1- tr 1.37
kapOokcuuar

3-((3-((2-(nudpTopMeTOKCH )-O-METHIITUPUAUH-3 -

+ +
IIpum. 14-10 | mn)kapbamonn)-3-(2-uzonponuideHns)aseTHaAH-1- [M*1] 520.17

tg 1.25
KapOOHMI)OKCH)-2,2-NTUMETHJIIPOTIAHOBAs] KHCJIOTa
(1-(meTokcukapboHuI ) UKIOTpONHI)MeTH 3-((2-
Moum. 14-11 (mudropMeToKCH )-6-MeTHIIMTHPUAHH-3 - [M+1]"532.13
PHM. un)kapbamornn)-3-(2-usonponmindenun)azeruaun-1- tg 1.33
kapbokcuiar
1-(((3-((2-(mu¢pTopmMeTOKCH )-O-METUITUPUINH-3 -
un)kap6amonn)-3-(2-usonponundennn)aseruaus-1- | [M+1]" 518.02
ITpum. 14-12
KapOOHMIT)OKCH )METHIT ) IUKJIONpOTaH-1-kapboHoBas tr 1.22
KHCJIOTa
(3-(Merokcukapbonun)okceran-3-uia)merun 3-((2-
Moum. 14-13 (mrpTOPMETOKCH )-6-METHIITHPUANH-3 - [M+1]" 548.09
PHM. un)kapbamorn)-3-(2-uzonponuindenun)azeTuaun-1- tr 1.27
kapbokcuuar
3-(((3-((2-(nudpTopmMeTOKCH )-O-METUITTUPUIUH-3 -
un)kap6amonn)-3-(2-uzonponundennn)aseruann-1- [ [M+1]" 534.10
ITpum. 14-14
KapOOHMIT)OKCH )METHII)OKCETaH-3-KapOoHOBas tr 1.17
KHCJIOTa

Mpumep 15-1: st ((3-((2-(audTOpMETOKCH)-6-METHIIITUPHUINH-3 - 1T )KapOamo) -3 -(2-n3omnpormide-
HWJIT)a3eTHIUH- | -1T)CyIIb () OHMI) TIINIIUHAT.

[Tpumep 15-2: ((3-((2-(mupTOpMETOKCH)-6-METHIIITUP U AUH-3 -1 )KapOamMow )-3-(2-u3omnpornmide-
HUIT)a3eTU U H- | -WIT)CyTh(hOHWIT)TIIUITNH.

Cramus 1. PactBop xmopcynbshonmn n3onuanata (42 mxi, 0.48 mmois) B JIXM (1 M) oxnaxkmator qo 0°C
1 no6aBisttoT 2-6pomdTanon (35 mxii, 0.48 mmoins) B IXM (1 mur). PeakimmoHHyI0 cMech TIEpEeMEeNTuBaIOT B Te-
genue 1 1 mpu 0°C, 3ateM m00aBisfoT 3Tria 2-ammuHOoaneTar (52 mr, 0.48 mmoins) B JIXM (1 mun) ¢ mocienyro-
mmM nobasnerrem TEA (200 mxi, 1.43 mmonb, 3 9kB.). PeakimonHnyto cMech nepememnBarot npu 35°C B Te-
uyeHHe 14 4 ¥ 3aTeM KOHLEHTPUPYIOT NPHU HNOHMKEHHOM faBieHHH. OcTtaTok pacTBopstoT B JIM®DA (1 mn) u
J00aBISIOT K pactBopy mpuM. 3 (51 mr, 0.14 mmons) u TEA (285 Mk, 2.05 mmois) B JIM®DA (1.5 mi). Peakiu-
OHHYIO CMech IepeMemnBatoT npu 95°C B TedeHHEe HOUU. PeakIMOHHYIO CMeCh 3aTeM KOHLEHTPUPYIOT U OCTa-
TOK 0YMIIAIOT ¢ momouibto npern. BOXX (ycnosus npen-B2XKX-3) ¢ nomyuenuem npum. 15-1 B Buae He coBceM
6emoro TBepaoro Bemectsa (32 mr, BRIXOA 43%). JKXMC-1: tx=1.24 mun, [M+1]" 541.23; 'H sIMP (500 MTI'm,
CDCl,) &: 8.55 (d, J=8.1 I'y, 1H), 7.47-7.40 (m, 2H), 7.39-7.35 (m, 1H), 7.33 (s,  H), 7.28 (t, Jus=72.5 I'y, 1H),
7.27 (dd, J;=0.9 I'n, J,=7.8 I'n, 1H), 6.94 (d, J=8.1 ', 1H), 4.96 (s, 1H), 4.67-4.52 (m, 2H), 4.51-4.36 (m, 2H),
4.25(q,J=7.2 Ty, 2H), 3.93 (s, 2H), 2.44-2.36 (m, 4H), 1.31 (s, 3H), 1.14 (d, J=6.7 ', 6H).

Cramus 2. PactBop mipum. 15-1 (28 mr, 0.052 mmonp) B cmect MeOH/TT® (1:1, 1 mim) o6pabaTsiBaroT 2H.
BoaH. pactBopoM LiOH (104 Mk, 0.10 MMoutb). PeakiimoHHYI0 CMeCh TIepeMEIIUBAIOT TP K.T. B TeueHUe 18 1 u
OpTraHMYECKHE PACTBOPUTEIH 3aTeM ymapuBaioT. OcTaToK pacTBOPSIOT B Boze. [loydeHHBIH B pe3yabpTare pac-
TBOp MoAKkucisitoT 10 pH 1 ¢ momompio 1H. BogH. pactBopa HCI u 3aTtem skcTparupyror ¢ momompsio EtOAc
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(3x10 mur). O6BeTMHEHHBIE SKCTPAKThI cymat Hag MgSO,, GUIBTPYIOT B YIAPHUBAIOT C MOTYICHHEM IIpUM. 15-2
B BHJE eNTOro Macia (26 wmr, BeIxon 98%). XKXMC-1: tg=1.13 mun, [M+1]" 513.10; 'H saMp (400 MIm,
CDCl,) 6: 8.56 (d, J=8.1 I', 1H), 7.48-7.42 (m, 3H), 7.39-7.35 (m, 1H), 7.27 (t, Jus=72.5 ', 1H), 7.25 (d, J=7.7
I'y, 1H), 6.98 (d, J=8.2 I'y, 1H), 4.63-4.52 (m, 2H), 4.51-4.40 (m, 2H), 4.01 (s, 2H), 2.45-2.34 (m, 4 H), 1.15 (d,
J=6.6 T'u, 6H).

IIpumep 15-3: N-(2-(mudropmerokcn)-6-meTunmupunnt-3-mi)- 1 -(N-(2-ruapokcud i) cynbhamon)-3-(2-
M30npONMI(EeHIIT)a3e THANH-3-KapOOKCaAMHI.

Cramus 1. PactBop xmopcynbdonmn n3onuanata (12 mxi, 0.14 mmois) B IXM (1 M) oxnaxknator qo 0°C
1 no6asisttot 2-6pomdTanon (10 mxm, 0.13 mmons) B IXM (1 mur). PeakimmoHHyI0 cMech TIEpeMEeNTuBaioT B Te-
genue 1 9 mpu 0°C, 3aTtem nobasisatoT nmpum. 3 (57 mr, 0.14 mmois) B IXM (2 mur) ¢ ocienyrommmM 1o0asie-
aueMm TEA (78 mxi, 0.55 mmodb, 4 9kB.). PeaknmmoHHyI0 cMech ITepeMeInBaroT MpH K.T. B TeUeHue 1.5 1 1 3atem
KOHIEHTPUPYIOT IPY MOHWKEHHOM JIaBJICHUH C TOJy4yeHHneM ChIporo N-(2-(1udropMeToKCH)-6-MeTHITHPHIHH-
3-mi)-3-(2-n3onponmidenun)- 1 -((2-okcookcazonuauH-3 -1 ) cyabpoHmT)a3e ThANH-3-kapookcamuaa. JKXMC-2:
tg=1.12 mun, [M+1]" 525.14.

Cragus 2. N-(2-(mudropmMeToKCH)-6-METHIITUPUIIH-3 -111) - 3-(2-n3onpormndennn)-1-((2-
OKCOOKCa30JIMIUH-3-11)CyTb(OHMI)a3eTHIUH-3-kapookcamun (70 mr, 0.13 mMois) pactBopstot B EtOH (1 M)
u no6asisror 6 H. NaOH (0.4 mu, 2.4 MMoib). Peakiimonnyio cMech epeMenBaioT B TEYEHHE 2 4 U 3aTEM pas-
0aBIAIOT BoJOW (5 M) M dKCTparupyroT ¢ momonipio JIXM (3x20 mur). OpraHudeckue 3KCTPAKTHI CYIIAT HaJ
MgSO,, bunsTpytoT u ynapuBaroT. OCTaTOK OYHUINAIOT ¢ omoIisio mper. BOXKX (ycmosus npen-BOXKX-1) ¢
noiy4eHreM npum. 15-3 B Buzme OexkeBoro TBepmoro BemectBa (32 mr, BeIXox 3a 2 craauu 44%). KXMC-1:
tg=1.12 mun, [M+1]" 499.10. 'H SIMP (400 MI'u, CDCl;) &: 8.55 (d, J=8.1 T', 1H), 7.50-7.43 (m, 2H), 7.40-
7.34 (s, 2H), 7.26 (t, J=71.8 T'u, 1H), 7.25 (d, J=7.7 T'u, 1H), 6.94 (d, J=8.1 I', 1H), 4.55 (s, 2H), 4.46 (s, 2H),
3.84 (t, J=4.8 I', 2H), 3.37 (t, J=4.8 I'y, 2H), 2.39 (m, 4H), 1.15 (d, J=6.6 'y, 6 H).

Ipumep 15-4: N-(2-(mudTopmMeToKCH)-6-MeTUITHPUANH-3-11)- 1 -(N-(2-dTopaTr)cynbhamon)-3-(2-
M30npONI(ESHIIT)a3e THANH-3-KapOOKCAMUI.

N-(2-(mudropmeTokcn)-6-MeTHIMAPUAUH-3-111)- | -(N-(2-pTOopaTII ) CYyIBhaMOT)-3-(2-U30TPOTIFII-
(ennmm)azernanH-3-kapookcamun npuM. 15-4 (3.5 Mr, Kenroe TBEpIOE BEIIECTBO) MOJNYYAIOT U3 MPHUM. 3 H
KOMMEpYECKH JOCTYIHOTO 2-(TOpATHUIIAMHHA, CIELys METOAMKe, onucaHHOW st mpuM. 15-3. XKXMC-1:
tg=1.10 mun, [M+1]" 501.00.

Mpumep  15-5: N-(2-(nudropmerokcH)-6-MeTHANMPUANH-3-1)-3~(2-n30nponuidenun)- 1 -cynspamo-
WIIa3e TUANH-3-KapOOKcaMHu /.

K pactBopy npum. 3 (50 mr, 0.12 mmons) u TEA (51 Mk, 0.36 MMoib) B quokcane (2 mur) J00aBIISIIOT
cymbhamup (12 mr, 0.12 mmoinp). Peaknnonnyto cMech nepememmuBatot mpu 100°C B Teyenue 18 4 u 3aTem yma-
puBaioT. ChIpoe COeIMHCHNE OYUIIIAIOT ¢ moMoIrsio mperr. BOXX (mpen-BOXX 2) ¢ monydeHnem yka3aHHOTO B
3aroJjIOBKe coennHeHus mpuM. 15-5 B Buge Oemoro TBepaoro BemecTna (35 mr, Berxox 63%). XKXMC-1: tg=1.14
mun, [M+1]" 455.39; 'H SIMP (400 MI'u, CDCLy) 8: 8.55 (d, J=8.1 I', 1H), 7.50-7.44 (m, 2H), 7.41-7.39 (m,
1H), 7.37-7.34 (m, 1H), 7.31-7.27 (m, 2H), 6.95 (d, J=8.1 'y, 1H), 4.78 (s, 2H), 4.72-4.59 (m, 2H), 4.53-4.37
(m, 2H), 2.44-2.33 (m, 4H), 1.15 (d, J=6.7 ', 6H).

Ta6mmuma 11. Tlpumepst 15-6 - 15-18.

IIpumepsr 15-6 - 15-18 cuHTE3upYyIOT, UCHONb3Ys METOAUKY, ONMHUCAHHYIO M mpuMm. 15-5, ucxoasd us3
npuM. 1, npuM. 2, mpum. 3, TpuM. 6, IpuM. 7, IpuUM. 8 WIK NpUM. 9, KOTOPHIE MOJIBEPralOT Peakiuu ¢ cyibda-
MHJIOM HJIM MOHOQIIKWICYJIb(amunamu.
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AHanutuuec-
IIpumep Hazsanue KH€ NaHHBIE
KXMC-1
N-(2-(nudpropmerokcH)mupuanH-3-num)-3-(2- +
ITpum. 15-6 usonponuiaderun)-1-cyaphamonnazeTHANH-3- [M+tl] 1 %21'13
kapbokcamMun R
N-(2,6-1uMeTOKCUTTHPUAHH-3-11)-3-(2- +
+
IIpum. 15-7 HU30mponuiIQeHmn)-1-cyaphaMonnaseTHANH-3- M tl]lé;32)4,99
kapOokcamun R
N-(6-3TOKCH-2-METOKCHITUPHUANH-3-11)-3-(2- +
IIpum. 15-8 HU30MpOnUI(eHmN)- 1 -cyabhaMonna3eTHANH-3 - [M+t1]1ﬁ4;915
kapOokcamun R
N-(2-(nudropmerokcu)-6-MeTUINUPUANH-3 -111)-3-(2- [M+1]" 469.21
TTpum. 15-9 | uzonponundenun)-1-(N-metuncynbhamMous)a3eTHauH- 121 ’
3-kapbokcamua R
N-(2-(nudpropmerokcu)-6-MeTHIIUPUAUH-3-1)-1-(N- M1 483.11
IIpum. 15-10 | stuncynsdamoni)-3-(2-usonpommidennn)aseTHann-3- 0 1.25 ’
KapOOKCAMUN R
N-(2-(mudTopMeTOKCH )-6-MeTUINMHPUAUH-3 -111)-3-(2- T
ITpum. 15-11 n3omnponuiadernn)-1-(N- M tl]] 2%6'99
NpOMUICYJIbhaMOnI)a3eTHANH-3-KapOoKcaMu R
N-(2-(mudTopMeToKCH )-6-MeTUIMHPUAUH-3 -111)-3-(2- [M+1]° 497.00
IIpum. 15-12 n3onponuidennn)-1-(N- te 1.20 ’
M30TIPOMUIICY TG aMONI )a3eTHIHH-3-KapOoKcaMu s R
1-(N-tukonponuicynbhamoni)-N-(2- +
+
IIpum. 15-13 (onupTOpMETOKCH)-6-MeTHIMUPUANH-3-111)-3-(2- M t1]142965.00
nzonponuiadeHnn)aseTuant-3-kapbokcamus R
N-(2-(nudropmMeTOKCH )-6-METHITUPUAUH-3-111)-3-(2- +
+
ITpum. 15-14 nzonponuindpennn)-1-(2- M t1]04;928‘29
(cynbhaMOUTaMUHO)ITHI)a3€TUINUH-3-KapOOKcaMus R
N-(2-(mudpropmerokcu)-5-pTopnupuans-3-mn)-3-(2- [M+1]" 45913
ITpum. 15-15 HU30MponuI(eHmn)-1-cyaphaMonnaseTHANH-3- o 1.13 '
kapbokcaMun R
3-(2-uzonponuindenmn)-N-(2-meTokcu-6- +
+
ITpum. 15-16 METWINHPUANH-3-ul)-1-cynsdamonnazernagus-3- M t1]14;§9.05
KapOOKCAMHUN R
Tpum. 15-17 N-(2-3TOKCH-6-METUITUPUAUH-3-111)-3-(2- [M+1]" 433.34
) uzonponuiagpenun)-1-cynbpaMouna3eTuAUH-3- tr 1.21
kapOokcamun
N-(2-u300pOnoKCcH-6-MeTHIMHPHANH-3-11)-3-(2- +
+
ITpum. 15-18 usonponuiaderin)-1-cyaphamonnazeTHANH-3- M tl]lii‘;jm
KapOOKCAMHN R
Mpumep 16-1: 1-(N-anetuncynbdamorn)-N-(2-(auhTopMeTOKCH)-6-METHITHPUIUH-3-11)-3 -(2-H301po-

I SHIIT)a3e TU I H-3 -KapOOKCaMuUI.

Cwmech mpum. 15-5 (35 mr, 0.08 mmons) NMM (85 mki, 0.08 mmons) u DMAP (1 mr, 0.008 mmonb) B
JAXM (2 M) OXJIQKIAIOT BO JIBAY U 00ABISIOT aHTUAPH] YKCYCHOHM KHCIOTHI (5 Karelns). PeaknnoHHylo cMech
HepeMeIInBaloT B TeueHue 3 4 U racsrt ¢ nomombso MeOH. Cmech ynapuBaroT 10CyXa U OUUINAIOT ¢ IOMOIIBIO
npen. BOXX (ycnosus npen-B2XKX-2) ¢ momyueHneM yka3aHHOTO B 3aroJ0BKe CO€IMHEHUs NpuM. 16-1 B BuIe
6eroro TBepaoro Bemectra (18 mr, Boixox 47%). KKXMC-1: tg=1.17 mun, [M+1]" 497.01; 'H SIMP (500 M1,
CDCl;) 8: 8.60 (s br, 1H), 8.53 (d, J=8.1 I'y, 1H), 7.52-7.46 (m, 2H), 7.43-7.38 (m, 1H), 7.31-7.27 (m, 2H), 7.26
(t, J=72.5 Ty, 1H), 6.95 (d, J=8.1 I', 1H), 5.02-4.84 (m, 2H), 4.76-4.54 (m, 2H), 2.40 (s, 3H), 2.35-2.28 (m,

1H), 2.25 (s, 3H), 1.16 (d, J=6.5 T'y, 6H).
Ta6mmma 12. TIpumepst 16-2 - 16-5.

[Tpumepsn! 16-2 - 16-5 CHHTE3UPYIOT, HCIIONB3YsI METOAMKY, OMMUCAHHYIO IJIS IpUM. 16-1, HCXO/s U3 TIpUM.

12-4, mpum. 12-5, mpum. 12-8 ninu pum. 15-6.
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AHanutuuec-
ITpumep Hazpanue Kue aHHble
KXMC-1
1-(N-aneruncynsdamon)-N-(2- +
+
ITpum. 16-2 (mudpTopmMeToKkCcH)NUPUANH-3-11)-3-(2- M t1]141813'00
rR L.

u3onponujdpeHn)aseTuanH-3-kapOdoKkcaMu
1-(2-(N-aueruncynbdamonn)amernn )-N-(2-
ITpum. 16-3 (nudTOpMETOKCH )-0-METHIMHPUANH-3 -111)-3-(2-
uzonponujdpeHn)aseTuanH-3-kapOooKkcaMu
1-(3-(N-aueruncynbdamonn)upomnanoni)-N-(2-
IIpum. 16-4 (nudTopmeToKcH )-O-MeTUINUPUANH -3 -11)-3-(2-
usonponujdpeHn)aseTuanH-3-kapOdoKkcaMu
1-(N-(N-auetuncynbpamons)-N-MeTHUITTHII )-N-
IIpum. 16-5 | (2-(audTopmeToKCH )-6-METUINUPHUANH-3-1)-3-(2-
nzonponuiadeHns)a3eTuaNH-3-KapOoKCaMua

IIpumep 17-1: metun 3-(3-((2-(mudTOpMETOKCH)-6-METHIITAPHAUH-3 -1 )KapOamMor )-3-(2-u3onponmide-
HWJI)a3eTHINH- | -kapOokcamuo)-3-metunoyranoat; npumep 17-2: 3-(3-((2-(nudropmeToKcH)-6-Me THINUPHUTIH-
3-mm)kapbamomnin)-3-(2-u3onponmwieHIT)a3e THIHH- | -kapOoKcaMu 10 )-3-MeTHIOyTAHOBAST KUCIIOTA.

Merton A.

Cranus 1. K pactBopy runpoxnopuna npum. 3 (35 mr, 0.085 mmons) u TEA (24 mxir, 0.17 MMoItb, 2 9KB.)
B JIXM (5 M) IO KarissM JOOaBIISIOT METHIT 3-u301MaHaTo-3-Metmwioyranoat (15 mr, 0.085 mMmons). Peakim-
OHHYIO CMECh NEpPEMCIIMBAIOT NPU K.T. B Te4eHHE | 4 (IpOTEKaHHE PEaKIUH KOHTPOJIUPYIOT C MOMOIIBIO
KXMC) u 3ateM KOHIEHTpUPYIOT. OCTaTOK OUMIIAIOT ¢ oMotbio mpern. BOXKX (ycnmosust mpen-BOXKX-3) ¢
nonyseHreM npum. 17-1 B Buzme 6enoro TBepaoro Bemectsa (37.5 mr, Beixon 83%); KXMC-1: tg=1.30 muH,
[M+1]" 533.44; '"H SIMP (400 MI'u, CDCL3) &: 8.57 (d, J=8.1 T'u, 1H), 7.48-7.40 (m, 2H), 7.39-7.33 (m, 2H),
7.30 (t, Ju.,=72.6 'y, 1H), 7.28 (d, J=5.3 I'y, 1H), 6.93 (d, J=8.1 'y, 1H), 4.93 (s, 1H), 4.72-4.56 (m, 2H), 4.48-
4.29 (m, 2H), 3.67 (s, 3H), 2.69 (s, 2H), 2.42-2.50 (m, 1H), 2.38 (s, 3H), 1.45 (s, 6H), 1.15 (d, J=6.7 I't, 6H).

Cramus 2. PactBop mpum. 16-1 (33 mr, 0.063 mmoib) B cmecut MeOH/TT® (1:3, 4 mi1) 06pabaThiBaroT 2H.
BoaH. pactBopoM LiOH (1 mur, 1.0 MMoub). PeakimoHHYI0 cMech TIepeMEeNTUBAIOT MPH K.T. B TCUEHUE 5 4 U 3a-
TEeM KOHHIEHTPHPYIOT. OCTaTOK ouMmIaoT ¢ nomombio npen-BIXKX (ycnosust npen-BOXKX-2) ¢ nonyuennem
npuM. 17-2 B Buzae 6emoro TBepaoro BemecTsa (23 mr, Beixox 71%). JKXMC-1: tg=1.16 muH, [M+1]" 519.40; 'H
SMP (500 MI'u, CDCl,) &: 8.52 (d, J=8.1 I', 1H), 7.44-7.39 (m, 2H), 7.34-7.31 (m, 3H), 7.24 (t, J4.s=72.6 I'my,
1H), 6.89 (d, J=8.2 I'y, 1H), 5.98-5.78 (m, 1H), 4.74-4.50 (m, 2H), 4.50-4.27 (m, 2H), 2.54 (s, 2H), 2.39 (qt,
J=6.1Tmu, 1H), 2.34 (s, 3H), 1.36 (s, 6H), 1.12 (d, J=6.1 'y, 6H).

Mpumep 17-3: NI1-((1H-umunazon-4-un)mernin)-N4-(2-(qudTopMeTOKCH)-6-MeTHANMNPUANH-3 -11)-4-(2-
M30IpoII) e HUIT ) TUITEpUANH- 1 ,4-kapOoKkcamMu .

MeTton B.

K pactBopy C-(1H-umumazon-4(5)-mn)-mermnamuna.2HCI (46 mr, 0.34 mmoms, 2.5 9kB.) B MeCN (2 mui),
nobasmsttor 6uc(2,2,2-tpudropatiin) kapoonar (52 mxi, 0.34 mmons 2.5 9kB.) u DIPEA (142 mxi, 0.82 MMoib,
6 okB.). [TomyueHHyr0 B pe3yabTaTe cMech HarpeBatoT npu 75°C B TeueHne 2 4 ¥ 3aTeM JAl0T OXJIAIUTHCS 10 K.T.
Job6asnstor pactBop mpum. 4 (55 mr, 0.14 mmoins) u DBU (6 mxm, 0.04 mMoinb, 0.3 3kB.) B MeCN (1 M) u
cMmech HarpeBatoT npu 75°C B TeueHue Houd. 3ateM aoOaBisoT JIXM (20 M) u opraHMdecKuii pacTBOp Mpo-
MbIBatoT Bojod (10 mi), cymar Hag MgSO,, GWIBTPYIOT M YyHapHBAIOT NPH MOHWKEHHOM naBieHUU. ChIpoi
OPOAYKT O4MIIAT ¢ noMoursio npen-BOXKX (ycnosus npen-BOXKX-3) ¢ nmonyuenuem npum. 17-3 B Buae He
coBceM Genoro TBepaoro Bemectsa (17.6 Mr, Bexox 25%). JKXMC-1: t=0.79 mun, [M+1]" 527.35; 'H IMP
(400 MI'm, CDCly) &: 8.46 (d, J=8.1 I'u, 1H), 7.61 (s, 1H), 7.46-7.39 (m, 3H), 7.33-7.30 (m, 1H), 7.27 (t, Ju.
=72.5 'y, 1H), 7.11 (s, 1H), 6.92 (d, J=8.2 I'y, 1H), 6.89 (s, 1H), 5.60-6.32 (s br, 1H), 5.51 (t, J=5.0 ', 1H),
4.34 (d, J=5.1 ', 2H), 3.73-3.60 (m, 4 H), 3.16-3.10 (m, 1H), 2.52-2.47 (m, 2H), 2.38 (s, 3H), 2.20-2.14 (m,
2H), 1.10 (d, J=6.6 ', 6H).

Ta6muma 13. Tlpumepst 17-4 - 17-24.

IIpumepsr 17-4 - 17-24 cUHTE3UPYIOT, HCTIONB3Yys 00 MeTon A, mrubo B, omucannsie ais npuM. 17-2 u
npuM. 17-3 COOTBETCTBEHHO, HCXOs U3 TpuM. 3 wim npuM. 4. B ciaydae metona B, 6uc(2,2,2-tpudTopaTeur)
KapOoHaT MOXeT ObITh 3ameHeH Ha CDI.

[M+1]"539.41
tg 1.12

[M+1]" 553.48
tr 1.12

[M+1]" 568.03
tr 1.14
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AHanuTnyec-
ITpumep HazBanue METOH | KHue JaHHBIC
KXMC-1
(3-((2-(mudpropmeToKCH)-O-METUIMHPUAHH-3 -
) un)kapbamomn)-3-(2- [M+1]" 477.00
Hpum. 17-4 nuszonponmieHn)aseTuauH-1- A tr 1.05
KapOOHMWI)rIMIHH
3-(3-((2-(mnudpTOopMETOKCH )-6-METHITHUP UTHH-
-~ . 2. _ +
Tpum. 17-5 3-un)kapbamomnn)-3-(2 A [M+1] 491.17
u3onponmiheHuN )a3eTuAH- 1 - tg 1.05
KapOOKCaMHUI0)IPONAHOBAsI KUCIOTA
metun (3-((2-(nudTopmeTokcn)-6-
) MEeTHIMHPUIANH-3-ui)kapbamon)-3-(2- [M+1]" 533.02
Hpum. 17-6 uzonponuiadeHus )azeTuanH-1-kapoonun)-L- B tg 1.29
BAJIMHAT
(3-((2-(mudpTOopMeETOKCH )-6-METUNTUPUANH-3 -
i un)kapbamou)-3-(2- [M+1]"519.12
Hpum. 17-7 nzonponunermn )azeTuanH- 1 -kapbonnmn)-L- B tr 1.19
BAaJIMH
metun (3-((2-(nudpropmeroxcu)-6-
_ METHINUPHANUH-3 -1 )kapbamonn)-3-(2- [M+1]" 505.02
Hpuu. 17-8 nsonponundeHnn)aseTuaut-1-xkapoouun)-L- B tg 1.18
aJaHHHAT
(3-((2-(nudpTopmMeTOKCH )-O-MEeTHIMHUPUAHH-3 -
~ ~ +
Tpum. 17-9 nn)kapdbamonn)-3-(2- B [M+1]" 491.06

uzonponuideHus )azeTuanH-1-kapOonun)-L-
aNaHuH

tr 1.10
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arua 1-(3-((2-(audTopmerokcu)-6-
3. 3.(2- +171"
Tpum. 17-10 METUINUPUANH-3-1n)kapdamoni)-3-(2 B [M+1]" 531.10
u3omponuapeHuI)a3eTuIuH- 1 - tr 1.21
KapOoKcaMUIO)UKIONponaH-1-kapbokcunar
1-(3-((2-(mudTOpMeETOKCH )-O-METHIITHP U UH-
3-nm)kapbamonn)-3-(2- +
+
ITpum. 17-11 uzonponmideHn)aseTuant-1- B M tl]l 51%3'47
kapOOKCaMHUA0)UUKIONponaH-1-kapOoHoBast R
KHCJIOTA
atui 2-(3-((2-(nudropmeroxcu)-6-
+ g0
Tpum. 17-12 MeTMﬂnMpMuMH—?a-Mﬂ)Kap6aMoyiJ1)-3—(2— B [M+1]" 533.15
n3onponuiIQeHn)azeTuanH- 1 -kapbokcaMuao)- tr 1.27
2-MEeTUJIIPONaHOAT
2-(3-((2-(nupTOpMETOKCH )-6-METHUITTHP U H-
2 2. (- 4 +
Tpum. 17-13 3-un)xapbamoni)-3 (2( B [M+1]" 505.48
HU30TPOTHI(eHIT )a3eTUIUH- | -KapOOKCaMHI0)- tg 1.15
2-MEeTUJINPONAaHOBAsl KUCIOTA
Metun 1-((3-((2-(mudTopmeTokcu)-6-
METUINMUPUANH-3 -1 )kapdamonn)-3-(2- [M+1]° 531.09
ITpum. 17-14 uzonponuidenun)aseTuanu-1- B to 1.23
kapOOKCAMM/I0 )METHII) {UKJIONpOnaH- 1 - R
kapbokcuyar
1-((3-((2-(mudpTopMeTOKCH )-6-METUIITHP UANH-
3-nm)kapbamornn)-3-(2- +
+
Ilpum. 17-15 uszonponwidennn)azernann-1- B M tl]] 5]137'09
KapOOKCaMHUIO0 )METHII ) IUKIONpPOnaH-1- R
kapOOHOBas KUCIOTA
metun 3-(3-((2-(mudTopmeTokcu)-6-
3- 3-(2- +171"
Tpum. 17-16 METHJIMTHPUINUH-3 HJ'[)Kap6aMOI/iJ'[) 3-(2 B [M+1]" 533.13
n3zonponmideHun)aseTuanH-1-kapookcaMuo)- tr 1.25
2,2-1MMeTUANpPONaHoaT
3-(3-((2-(nudTopMeTOKCH)-0-METUITUP U H-
- 3-(2- +171"
Tpum. 17-17 3-num)kapbamonn)-3 (2F B [M+1]" 519.03
nzonponuideHu)azeTuann-1-kapdokcaMumao)- tr 1.14
2,2-AMMeTHINPONAaHOBasi KUCIOTA
Mmetun 4-(3-((2-(audropmerokcu)-6-
3. 3.(2- 171"
Tpum. 17-18 METUINUPUANH-3 I/I.]I)Kap6aMOI/l.]I) 3-(2 B [M+1]" 547.24
nu3onponuiIdeHns)aseTuanH- 1 -kapdokcaMumo)- tr 1.27
2,2-nuMeTIIOyTaHOAT
4-(3-((2-(mnuropMeToKCH)-6-METHITHP UANH-
_ 3.(2- +171" 53
Tpum. 17-19 3-nm)kapbamonn)-3 (2F B [M+1]" 533.06
HU30TPOTHII( eHIIT )a3eTUINH- | -KapOOKCaMHI0)- tr 1.17
2,2-mUMeTHI0yTaHOBas KICJIOTa
N4-(2-(audTopMeTOKCH)-6-METHIMUPUANH-3 - +
+
IIpum. 17-20| wn)-4-(2-usonponundenun)nunepuans-1,4- A (M tl]] 41457'00
nuKapboKcaMuI R’
2-(4-((2-(muTropMeTOKCH)-6-METHITHP U H-
- -4-(2- +171°
Tpum. 17-21 3-um)kapbamornn)-4-(2 A [M+1] 559.27
H30MPONUIPEHII ) TUepUaAnH- 1 - tr 1.29
KapOOKCAMHUII0)3TUII METAKPHJIAT
N4-(2-(audropmeTorcn)-6-MeTHIHPUANH-3 -
-N1-(2- -4-(2- +17°
Tpum. 17-22 ni)-N1-(2-rugpokcustuin)-4-(2 A [M+1] 491.21
nzonponuidenun)nunepuauH-1,4- tr 1.09
nuKapOOKCaMu
meruin (3-((2-(nudropmeroxcu)-6-
) METUINUPUANH-3-1n)kapdamon)-3-(2- [M+1]" 505.01
Hpum. 17-23 n3zonponmidenun)azeruaud-1-kapoonun)-D- B tr 1.18
aJaHWHAT
(3-((2-(rupropmMeTOKCH )-6-METHITHPUAUH-3 -
i mr)kapbamonin)-3-(2- [M+1]" 491.03
Hpum. 17-24 n3zonponuidenun)azeruau-1-kapoonun)-D- B tr 1.10
aJaHWH

[Mpumep 17-25: N-(2-(qudropmerokcn)-6-MeTHANMPUANH-3-11)-3-(2-n30npondenwn)- 1 -(munepa3un-1 -

KapOOHMIT)a3eTHANH-3-KapOOKcaMu/I.
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Pactop rugpoxnopuna npum. 3 (30 mr, 0.07 mmois) u TEA (30 Mk, 0.22 mmons) B IM®PA (1 M) mox
apronom oxnaxzaarot 1o 0°C, mocie yero g00aBIISIOT pacTBOP TpeT-0yTHII 4-(kapOOHOXIJIOPHIOWIT)TUIIepa3HH-1 -
kapOokcuiata (24.8 mr, 0.09 mmoip) B 1 Mi JIM®PA. PeakImoHHYIO CMECh TIEPEMENIUBAIOT MPH K.T. B TeUeHHUE |
9 (peaknuto KOHTpoIupyioT ¢ noMotibio XKXMC) u 3arem racst Bogoi (0.5 mur). OdncTka ¢ MOMONIBIO TIPET.
BOXX (ycnmous mnpen-BOXKX-3) mnpuBoautr k mnomydeHuro Tper-Oythin  4-(3-((2-(mudTopmeToKcH)-6-
METWITHPUIRH-3 -1 ))KapOamomni )-3-(2-u3onponuideHun)a3e TN H- | -kapOoHWT) Tunepa3nH- 1 -kapOoKcmiata B
BHIIEe Georo TBEpIOTO BemecTBa (42 Mr, BEIX0X 98 %). JKXMC-1: tx=1.37 mun, [M+1]" 588.02. Tper-ByTu 4-
(3-((2-(mudTOpMETOKCH )-6-Me TUITHUPHINH-3 -1IT)KapOaMowt)-3-(2-u3onponideHm )a3e THAHH- | -
KapOoHMI)uIepasnt-1-kapookcunar (40 mr) 3arem obpadareiBator TOY, kak onucano Juist IpuM. 4, ¢ Mojyde-
HHEM YKa3aHHOTO B 3arojIOBKE COeIMHEHUs mpuM. 17-25 Bume sxenrtoro TBepaoro Bemecta (27 mr, 80%).
KXMC-1: tg=0.76 mun, [M+1]" 488.40.

Mpumep 17-26:  N-(2-(mudTopmMeToKCH)-6-METHIITHPHIUH-3-11)-3-(2-u3onponmiderwn)- 1 -(4-metu-
nurepasuH- 1 -kapOoHMIT)a3e T ANH-3-KapOoKcaMHu /.

N-(2-(mudropmeTorcn )-6-Me THIIMUPHUINH-3-11)-3-(2-u3onponmndennn)- 1 -(4-metwmunepasun-1 -
KapOOHMIT)a3e THINH-3-KapOokcaMu ipuM. 17-26 monyqaroT u3 4-MeTHII- | -TuTiepa3suHKapOOHIIXJIOpHIA B CO-
OTBETCTBHH C METOIMKOW, omMcaHHOW st mpum. 17-25. benoe tBepaoe BemectBo. JKXMC-1: tz=0.77 muH,
[M+1]"502.18.

IIpumep 17-27: N-(2-(mudTOpMETOKCH)-6-METHIITAPUANH-3-11)-3-(2-n30nporunderun)- 1 -(MmopdomH-4-
KapOOHMIT)a3e THINH-3-KapOOKCaMHUI.

N-(2-(audTopMeToKCH)-6-MeTHIIPHUINH-3 -11)-3-(2-m3onpormmihernn)- 1 -(MophomH-4-kapOOHMIT)a3e THANH-3 -
kapOokcamua npuM. 16-27 moxydaroT u3 4-Mop(OIMHKAPOOHHUIXJIOPHIA B COOTBETCTBUHM C METOAMKOM, OIH-
canHoit ayist mpum. 16-25. Benoe tBepoe Bemectso. JKXMC-1: tx=1.19 mun, [M+1]" 489.10.

ITpumep 18-1: Metun 6-(3-((2-(nndTOpMETOKCH)-6-METHIITTUPH INH-3 - 1T )KapOamo)-3-(2-
n3onpommIheHuT)a3eTHANH- | -mn)HUKoTHHAT U npumep 18-2: 6-(3-((2-(audropmerokcH)-6-MeTHINUPUIUH-3 -
win)kapbamonin)-3-(2-n3onponuiadeHu)a3eTHIUH- | -1IT)HHKOTHHOBAsI KUCIIOTA.

Meroxn C.

Cramus 1. T'mnpoxmopun npum. 3 (30 mr, 0.073 MMOJIB), METHIT 6-XITOpIIUPHUINH-3-kKapOookcunat (28.7 mr,
0.164 MmMomb, 2.2 9kB.) 1 Cs,CO; (53 mr, 0.164 Mmomb, 2.2 9kB.) cycneHAupyIOT B DMA 1 cMech nepeMeniBa-
o1 ipu 90°C B Teuenue 18 9 (peakmuto KOHTpOHPYIOT ¢ momoiibio JKXMC). CMech OXJIaXaaroT J0 K.T., pa3-
GasisiroT ¢ momombio EtOAc (50 Mir) u ocne1oBaTebHO MPOMBIBAIOT BOJION U COJIEBBIM pacTBopoM. OpraHm-
geckyto ¢asy cymar Hag MgSO,, dunbTpyioT u ynapuBaroT. ChIpoi MPOAYKT OYMIIAIOT C ITOMOIIBIO IPET-
B3XX (ycnoBus npen-B2XKX-3) ¢ monydenuem npum. 17-1 B Buae 6emoro TBepaoro BemecTa (18 Mr, BEIXOA
50%). KXMC-1: tg=1.36 mum, [M+1]"511.31; "H SIMP (400 MI', CDCl;) &: 8.83-8.82 (m, 1H), 8.58 (d, J=8.1
I'y, 1H), 8.06 (dd, J,=2.2 T'u, J,=8.8 'y, 1H), 7.50-7.45 (m, 2H), 7.43-7.36 (m, 3H), 7.28 (t, Ju=72.5 I'n, 1H),
6.94 (d, J=8.2 ', 1H), 6.37 (d, J=8.8 I'y, 1H), 4.97-4.85 (m, 2H), 4.67-4.51 (m, 2H), 3.89 (s, 3H), 2.59-2.49 (m,
1H), 2.39 (s, 3H), 1.19 (d, J=6.7 ', 6H).

Cranus 2. PactBop mpum. 18-1 (18 mr, 0.035 mmoins) B cmecu MeOH/TT'® (1:1, 1 M) oO6pabaTsiBaroT 2 H.
pactBopom LiOH (0.088 mur). PeaknmoHHy0 cMech MEpEeMEIINBAIOT MPH K.T. B TeUcHUE 18 4 W opraHHUYCCKUEC
pacTBOpUTENH 3aTeM ymapuBaioT. OCTaTOK pacTBOPSIOT B Boje. I[1oIydeHHBIN B pe3ysibTaTe pacTBOP ITOAKHUCIS-
10T 10 pH 1 ¢ momomsio 1H. BoaH. pactBopa HCI u 3aTem skcrparupytot ¢ nomonipio EtOAc (3x10 mir). O6be-
MUHEHHBIE dKCTPakThl cymaTt Hagy MgSO,, GUIBTPYIOT W yHapHuBalOT ¢ Moy4deHueM npuM. 18-2 B Buae Oec-
useTHoro mMacia (14 mr, Berxon 80%). XKXMC-1: tg=1.21 mun, [M+1]" 497.35; 'H SIMP (400 MI', CDCL;) &:
8.86 (d, J=1.6 I'y, 1H), 8.56 (d, J=8.1 I'y, 1H), 8.14 (dd, J;=1.6 I'y, J,=8.9 I'y, 1H), 7.52-7.38 (m, 4H), 7.36 (s,
1H), 7.21 (t, Jur=72.6 I'ny, 1H), 6.94 (d, J=8.1 I'u, 1H), 6.45 (d, J=8.9 I', 1H), 5.14-4.93 (s br, 2H), 4.85-4.57
(m, 2H), 2.53-2.43 (m, 1H), 2.39 (s, 3H), 1.20 (d, J=6.5 I't, 6H).

[Tpumep 18-3: 6-(3-((2-(mrdTOPMETOKCH )-6-METHITTHPU TIH-3-1T ) KapbaMow)-3-(2-uzonponmide-
HUWIT)a3eTU I H- | -WIT) TUKOJIMHOBAsT KUCIIOTA.
Merton D.

K pactBopy rugpoxsopuga mpum. 3 (52 wmr, 0.126 mMmonb) B Tomyone (2 M), NOOaBIAIOT ITHII-6-
opommukonuHar (43.6 mr, 0.189 mmons, 1.5 3kB.), NaOtBu (36 mr, 0.379 mMmons, 3 3kB.), Pdy(dba); (11.6 mr,
0.013 mmomb, 0.1 5kB.) 1 BINAP (16.2 mr, 0.025 mmomns, 0.2 5kB.). [loiayueHHy0 B pe3ynbrare cMech Jierasu-
pyrot u HarpeBatoT npu 110°C B TeueHune Houn. Peakuuro racsat 2H. Boan. HCI (10 mi) u cMech pa30aBisioT ¢
nomombto EtOAc. ®azpr pazaensitor. Opranmdeckyto a3y cymar Hag MgSO,, unerpyror u ynapusatot. Chbl-
poit mpoayKT ounmaioT ¢ nmomoinkto npern. TCX (amoent: JIXM/MeOH: 9/1) ¢ nonyyenuem npum. 18-3 B Buze
xenToro Teepaoro Bemectra (10 mr, Beixox 17%). IKXMC-1: tg=1.22 mum, [M+1]"497.34; "H SIMP (400 MI ',
CDCl;) 6: 8.57 (d, J=8.0 ', 1H), 7.76-7.66 (m, 1H), 7.58 (d, J=7.0 T'u, 1H), 7.47 (s, 2H), 7.46-7.33 (m, 3H),
7.27 (t, J=70.5 I'ny, 1H), 6.94 (d, J=8.1 I'y, 1H), 6.67 (d, J=7.9 T'u, 1H), 5-03-4.78 (m, 2H), 4.69-4.40 (m, 2H),
2.59-2.47 (m, 1H), 2.39 (s, 3H), 1.20 (d, J=6.4 I';, 6H).

Ta6mmma 14. Tlpumepst 18-4 - 18-33.

ITpumepsr 18-4 - 18-33 cuHTE3UPYIOT B COOTBETCTBUH ¢ MeTofoM C win MeTronoM D, omMcaHHBIMH IS
npuM. 18-2 u npum. 18-3 cOOTBETCTBEHHO, UCXO/S U3 NMIPUM. 3 WU IIPUM. 7.
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AHanutuuec-
IIpumep Hazsanue Meton | kue nJaHHbIE
KXMC-1
metui 2-(3-((2-(nudropmeTorcu)-6-
3- 6 3-(2- +171"
Tpum. 18-4 METUIMUPUIUH-3-un)KapObamonn)-3-(2 C [M+1] 512.18
u3onponuigeHnI)a3eTUANH- 1 -UT) THPUMHAHH- tr 1.36
5-xapOokcunar
2-(3-((2-(mudTOpMETOKCH )-O-METUIITHP U H-
_ 3.(2- +11"
Tpum. 18-5 3-mn)kapbamomnin)-3-(2 C [M+1]" 498.09
HN30TMPONHIIEHNT )a3eTUINH- | -UJT) THPUMU A H- tr 1.24
5-kapOoHOBAsi KMCIOTA
metun 6-(3-((2-(nupropmerokcu)-6-
3- 3-(2- +11"
Tpum. 18-6 MeTHIMHPUANH-3 -1 )Kapdamonn)-3-(2 c [M+1]" 512.38
U30MpOnUiI(eH T )a3eTHANH- | -UT)THPUAA3UH- tr 1.22
3-kapbokcunar
6-(3-((2-(nndpTOpMeETOKCH )-6-METUITTHP UHH-
- 3-(2- +11°
Tpum. 187 3-mn)kapbamomni)-3-(2 c [M+1]" 498.35
uzonponuid eHn )a3eTuanH- | -uin)nupunasuH- tg 1.14
3-xapOoHOBAs KHCIOTA
metun 5-(3-((2-(muprTopmerokcn)-6-
A P +
Tpum. 18-8 MEeTHJIMUPUIUH-3-ui)kapoamon)-3-(2- c [M+1]" 512.21
HU30TPONII( eHIUT)a3eTHANH- | -1 THpa3uH-2- tr 1.29
kapbokcunar
5-(3-((2-(rudropMeTOKCH )-6-METUIMHP U AT H-
i 3-un)kapbamomnn)-3-(2- [M+1]" 498.48
Hpum. 18-9 U30TPONII( eHIT )a3eTHANH- | -1 )THpa3uH-2- ¢ tr 1.20
kapOOHOBas KHCJIOTA
arun 4-(3-((2-(mudTopmerokcu)-6-
+
Tpum. 18-10 METHIMHPUANH-3 -1 )kapdamont)-3-(2- C [M+1]" 526.28
HU30MPONHIEHNT )a3eTULHH- | -UJT) THPUMHU A H- tr 1.23
2-xapOokcuyar
4-(3-((2-(mudTOpMETOKCH )-O-METUIITHP U H-
_ 3-(2- +11°
Tpum. 18-11 3-un)kapbamomnin)-3-(2 c [M+1]" 498.08
HN30MpONHIIEHNT)a3eTUINH- | -UIT) THPUMU A H- tr 0.95
2-xapOoHOBas KHCIOTA
metun 6-(3-((2-(nupropmerokcu)-6-
3. 3.(2- +11"
Tpuw. 18-12 METHITTUPUINH-3-un)kapbamoni)-3-(2 C [M+1]" 512.37
H30MPONHII(EHNT )a3eTUINH- | -UJT) THPUMU A H- tr 1.21
4-xapbokcunar
6-(3-((2-(nudTOpMETOKCH )-6-METHIITHP UTHH-
- 3-(2- +11"
Tpum. 18-13 3-um)kapbamonn)-3-(2 C [M+1]" 498.35
HU30MponuaeHNT )a3eTUAIH- | -HJT) THPUMHU A H- tr 1.00
4-xapOoHOBas KHCIOTA
stuia 2-(3-((2-(audropmeroxcu)-6-
3- 3-(2- +11"
Tpum. 18-14 METHINMHPUANH-3 -1 )kapdamonn)-3-(2 c [M+1]" 526.38
HN30MpONHIIeHNT )a3eTUINH- | -UIT) THPUMU AT H- tr 1.38
4-xapbokcunar
2-(3-((2-(mudTOpMETOKCH )-O-METUIITHP UAUH-
_ 3.(2- +11"
Tpum. 18-15 3-un)kapbamoni)-3-(2 C [M+1]" 498.34

U30MPONUI(EHII )a3eTUANH- | -HIT) TUPUMHAHH-
4-xapOoHOBas KHCIOTA

tr 1.25
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metun 1-(5-(3-((2-(nudpropmeroxcu)-6-
3. ¢ 3.(0- +11"
Tpum. 18-16 METHITUPUINH-3-un)kapbamonn)-3-(2 D [M+1]" 552.23
H30MPONHII(EHNT )a3eTUANH- | -UJT) THPUMU A H- tr 1.31
2-un)uukiaonponan-1-kapbokcunar
1-(5-(3-((2-(mudpTopmeTorCcH)-6-
2 ~ 2 _ + +
Tpum. 18-17 METHJINMHPUANH-3-1i)KapOamonn)-3-(2 D [M+1]" 538.31
H30MPONHIIEHNT )a3eTUINH- | -UJT) THPUMU A H- tr 1.32
2-WJ)IUKJIOTIponaH- | -kapOoHOBasE KHCIIOTA
N-(2-(nuhTOpMETOKCH )-6-METHATTUP UM H-3 - +
ITpum. 18-18 nn)-1-(4-propnupuann-2-nm)-3-(2- C [M+t1]l 4311'40
u3onponuid eHn)a3eTuIHH-3-kapOoKkcaMu R
N-(2-(audpTOpMETOKCH )-0-METUITTHUPUANH-3 - +
+
ITpum. 18-19 un)-1-(3-¢propnupuaunn-4-nun)-3-(2- C M tl]oégz‘l.Ol
uzonponuad eHuI)a3eTHANH-3-KapOoOKcaMuI R
N-(2-(nudpTopMeTokcH)-6-MeTHINMHPUANH-3 - +
+
ITpum. 18-20 nin)-1-(5-¢propnupumunnn-4-un)-3-(2- C M t1]1£;752'40
u3onponuid eHu)a3eTuIuH-3-KapOoKcaMua R
N-(2-(nudpTopMerokcu )mupuauH-3-mi)-1-(5- T
IIpum. 18-21 ¢bropnupumunuu-4-nn)-3-(2- C M tl]lﬁi59798
u3onponuideHu)a3eTuauH-3-kapOoKcaMus R
1-(5-unanomupuaa-2-wmin)-N-(2- +
+
Ipum. 18-22| (audTOPMETOKCH)-O0-METHIMUPUAUH-3-H1)-3 - C M t1]1275838
(2-mzonponmndennn)aseTuaNH-3-KapOoKcaMuI R
1-(5-unanomupumaH-2-mi)-N-(2- +
ITpum. 18-23 (nudropmeroxcu)nupuauH-3-mn)-3-(2- C [M+t1]1 1694'30
uzonponuiad eHnn)a3eTHIHH-3-kapOoKkcaMus R
1-(5-mnanonmupumuanH-2-nin)-N-(2- +
+
IIpum. 18-24| (nudTOpMETOKCH)-6-METHINUPHINH-3-11)-3- C M t1]14329'16
(2-m3onponundennn)aseTuauH-3-kapobokcaMun RO
1-(5-mmanonmupumuanH-2-nuin)-N-(2- o,
+
Ipum. 17-25 (mudTopmeTokcH)TUpUANH-3-11)-3-(2- C M tl]léé(;S.OO
u3onponuid eHu)a3eTuauH-3-kapOoKcaMu R
1-(4-xn0op-6-MeTunnupuMuanH-2-n1)-N-(2- +
+
IIpum. 18-26| (mudTOPMETOKCH)-6-METHITHPUANH-3-1UT)-3 - C M t1]15309200
(2-uzonponundenni)azeTunnH-3-kapOoOKCaMua R
sruia 2-(3-((2-(andTopmerokcu)-6-
.
Tpum. 18-27 METIINMHPUANH-3 -1 )kapdamont)-3-(2- c [M+1]" 515.46
U30MponuiId eHn )a3eTUINH- | -nn)okcazon-4- tr 1.36
kapOokcuiar
2-(3-((2-(mudTOpMETOKCH )-O-METUIITHP UAUH-
+
Tpum. 18-28 3-un)kapbamonn)-3-(2- C [M+1]" 487.08
uzonponuiad eHns)azeTuInH- 1 -nn)okcazon-4- tg 1.21
KapOOHOBAs KHCJIOTA
atun 2-(3-((2-(audpTOpMETOKCH ) TUPUAUH-3 -
i ui)kap6amonn)-3-(2- [M+1]" 500.98
Tpum. 18-29 uzonponuideHns)azeTuauH- 1 -nn)okcazon-4- C tr 1.29
kapOoKcHiIaT
2-(3-((2-(nuTOPMETOKCH)TUPUIUH-3 -
. ~ 2 _ + +
Tpum. 18-30 mn)kapbamonn)-3-(2 c [M+1] 423.21
uszonponuieHus)azeTuaun-1-umn)okcason-4- tr 1.13
kapOOHOBas KUCIOTA
stun 2-(3-((2-(nudTopmerokcu)-6-
3- 3-(0- +11"
Tpum. 18-31 MeTIINMHPUANH-3-ui)kapdamont)-3-(2 c [M+1] 5175.13
uzonponuiaeHns)azeTuaun- 1 -un)okcason-5- tr 1.36
kapOokcuiar
2-(3-((2-(mupTOpMETOKCH )-O-METHIITUPUTUH-
3-um)kapbamoni)-3-(2- [M+1]" 487.01
Tpum. 18-32 uzonponuiadeHns )azeTuaun- 1 -un)okcason-5- c tr 1.20
kapOOHOBas KUCJIOTA
N-(2-(nupTopMeTOKCH )-6-METUATTUPUANH-3 - +
+
IIpum. 18-33 un)-1-(5-¢propnupumunuu-2-un)-3-(2- C M tl]liz)l499
uzonponuideHn)a3eTuInH-3-KkapOoKcaMu R

Mpumep 18-34. N-(2-(audropmeTokcH)-6-MeTHIUPUANH-3-1)-3-(2-n30nponundenun)- 1 -(2-meTuimnu-
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PUMUIUH-4-11)a3e THANH-3-KapOOKCaMU/I.

[Mpum. 18-26 (65 mr, 0.129 MMOIB) MOABEPTaAIOT YCIOBUAM IHAPUPOBAHMUS, ONMCaHHBIM s [-1.A, ¢ momy-
YeHUEM N-(2-(mudTOpMETOKCH)-6-METHIITHPUANH-3 -1 )-3-(2-u30nponuiipeHmn) - | -(2-Me THIIMTUPUM U THH-4 -
nm)azeTuauH-3-kapookcamuaa [Ipum. 18-34 B Bune Gemoro TBepaoro BemecTra (53 mr, Beixox 83%). XKXMC-1:
tp=0.84 Mun, [M+1]" 468.38; 'H SIMP (500 MI'ti, CDCl;) &: 8.56 (d, J=8.1 ', 1H), 8.16 (d, J=5.9 T'u, 1H), 7.47
(d, J=1.3 I'n, 2H), 7.43-7.39 (m, 2H), 7.32 (s, 1H), 7.26 (t, Juyr=73.5 I'n 1H), 6.93 (d, J=8.2 'y, 1H), 6.15 (d,
J=5.9 I'y, 1H), 5.00-4.76 (m, 2H), 4.64-4.45 (m, 2H), 2.55 (s, 3H), 2.54-2.48 (m, 1H), 2.39 (s, 3H), 1.19 (d,
J=6.7I'u, 6H).

[Tpumep 18-35: METHIT 2-(3-((2-(mudTOopMeTOKCH)-6-METHIITUPUANH-3 -1 )KapOamown )-3-(2-
nzonponwidernn)azeTuann- 1 -un)- 1 -metnn-1 H-umunazon-5-kapbokcunar - mpumep  18-36:  2-(3-((2-
(mudropmMeToKcH)-6-MeTHIITUPHUINH-3-1i1)KapoaMoni)-3-(2-u3onponwideHnn)aze TuAnH- 1 -mn)- 1 -metmi-1H-
MMHIA30J1-5-KapOOHOBAsT KUCIIOTA.

Cramus 1. Cmech runpoxmnopuna npum. 3 (100 mr, 0.243 Moib), CIOXKHOTO METHIOBOTO 3dupa 2-0pom-3-
metmi-3H-nmunazon-4-kap6oHoBoit KucioTsl (56 mr, 0.243 mmous), DIPEA (83 mxi, 0.486 MmMonb), 18-kpayH-
6 (1.29 1, 4.86 mmouts) 1 CsF (38 mr, 0.243 mmonb) Harpesarot 10 120°C B Tedenue Houn. CMech 3aTeM ynapu-
BalOT M OCTATOK OYMIIAIOT ¢ ToMotibio mpen. BOXKX (ycnoBus npen-B2XKX-3) ¢ momyuennem metnn 2-(3-((2-
(madropmeToKCH)-6-MEeTHIIMTUPUANH-3 -1T)KapOamoni )-3-(2-u3onponuiadeHun)aze T auH- 1 -ui)- 1 -metun-1H-
MMH/1a3071-5-KapOokcumaTa mpuM. 18-35 (20 mr, 16%) B Buae xentoro Macia. JKXMC-1: tg=1.16 mun, [M+1]"
514.19.

Cramus 2. IIpum. 18-35 (20 mr, 0.039 MMOJIb) OMBUISIOT B COOTBETCTBHH C METOAMKOW, OTIMICAHHOMN ISt
npuM. 12-62, ¢ noxyuennem npum. 18-36 (13 mr, 68%) B Buzae Oenoro tBepaoro emectsa. JKXMC-1: tz=0.98
muH, [M+1]"500.00.

Mpumep 19:  N-(2-(mudropmerokcn)-6-MeTHINHPHIUH-3-11)-3-(2-u30nponuidpennn)- 1 -(4-okco-4,5-
JUTHIPOOKCA30II-2-1i1)a3eTHNH-3-KapOoKcaMu L [TayTomepHas ¢dopma: N-(2-(mudropmerokcn)-6-
METWITUPHUIUH-3-111)- 3 -(2-u3onponmndeHnn)- 1 -(4-ruapoKkcHoKca3on-2 -1 )a3e THANH-3 -KapOoKkcaMu 1 .

K pactBopy npum. 3 (80 mr, 0.21 Mmmous) B IXM (3 mur) nodasisitoT xsopanetn nzonuanat (19 mxi, 0.21
MMOJIb). PeakilMoHHyI0 cMech MepeMenInBaloT B TeueHne 1 9 mpu K.T. (IpOTEKaHWe PeakMi KOHTPOJIUPYIOT C
nomomipsto JKXMC). Cmech BBUIMBAIOT B BOLY M KCTPAarupyroT ¢ nomouipio XM (2x15 mi). O0beanHeHHbIC
JKCTpakThI cymar Hax MgSO,, GUIBTPYIOT ¥ KOHIEHTpUPYIOT. OcTaTok pacTBopsioT B TT'®D (4 mi) u gobassi-
ot DBU (72 Mk, 0.48 MMouTb, 2 2KB.). PeakImmoHHYI0 CMECh TIEpeMEeNTBaIOT MIPH K.T. B TeueHue | 4, 3aTeM BhI-
muBatoT B 1H. BogH. HCI 1 axctparupytoT ¢ momomsio EtOAc (2x20 mut). OObequHEHHBIE KCTPAKTHI CyIIaT HaJ
MgSO4, GpmIbTpyrOT ¥ KOHIEHTPUPYIOT. CHIPOH MPOAYKT 3aTeM OYHUIIAIOT ¢ moMoIisio npen. BOXKX (ycnoBus
npen-BOXX-1) ¢ momyuennem npum. 19 B Bune OecuetHoro Macina (72 mr, Beixox 65%). XKXMC-1: tg=1.11
mun, [M+1]"459.21; '"H SIMP (400 MI'u, CDCl;) &: 8.55 (d, J=8.1 I', 1H), 7.57-7.48 (m, 2H), 7.44-7.39 (m,
1H), 7.32 (d, J=7.8 T', 1H), 7.27 (m, 2H), 6.96 (d, J=8.1 ', 1H), 5.10-4.89 (m, 2H), 4.86-4.72 (m, 1H), 4.67-
4.53 (m, 3H), 2.39 (s, 3H), 2.34 (m, 1H), 1.17 (dd, J;=6.7 T'ny, J,=11.7 T'u, 6H).

IIpumep 20: N-(2-(mudTOPMETOKCH)-6-MeTHITTHUPUINH-3-11)-3-(2-m3onponmiadenin)-1-(1 H-reTpazon-5-
WJT)a3eTHINH-3 -KapOOKCaMuI.

K pactBopy mpum. 11-6 (32 mr, 0.08 mmois) B IM®DA (2.5 M) 106aBnsttoT xsopua ammonus (6.4 mr, 0.12
MMoJIb) U a3ua Hatpus (7.8 mr, 0.12 mmons) npu k.T. CMech 3ateM HarpeBaroT 10 100°C B Tedenue 2 4. Peak-
IIMOHHYIO cMech BBOIAT B miper. BOXKX (ycnoBus npen-BOXKX-1) ¢ moiydeHneM yKa3aHHOTO B 3ar0JIOBKE CO-
eauHenus mpum. 20 B Buze Oesoro TBeporo Bemectsa (24 mr, BeIxoa 68%).

KXMC-1: tg=1.12 mun, [M+1]" 444.42; 'H SIMP (400 MTI't, CDCly) &: 8.42 (d, J=8.1 T', 1H), 7.40-7.27
(m, 4 H), 7.21-7.11 (m, 3H), 6.77 (d, J=8.2 I', 1H), 4.91-4.65 (m, 2H), 4.58-4.35 (m, 2H), 2.35-2.27 (m, 1H),
2.26 (s, 3H), 1.00 (d, J=6.4 I';, 6H).

IIpumep 21: N-(2-(mudTopMeTOKCH )-6-Me THIMUPUINH-3-11)- 1 -(5-Tuapokcu-1,2,4-oxcaanazon-3-mm)-3-(2-
n3onponwieHm)a3eTHANH-3-kapookcamu [TayromepHas ¢opma: N-(2-(mudTopmMeTokcH)-6-MeTHIITAPUINH-
3-un)-3-(2-m3onporundenmn)- 1 -(5-oxco-4,5-nuruapo-1,2,4-okcaanazon-3-mi)aze THIUH-3-KapOoKcaMu .

K sranomsHOMY pactBopy (1 mur) mpum. 11-6 (41 mr, 0.102 MMOIb) T0OABISIOT THAPOXJIOPHUT THIPOKCH-
nmamuHa (11 mr, 0.158 Mmmonb) 1 TEA (36 Mk, 0.258 mmons). Peakimonnyto cMech HarpeBarot 10 80°C B Tede-
HHe 2 4. CMech 3aTeM OXJIaXkJAl0T, KOHLIEHTPUPYIOT B BakyyMe, pacTBopstoT B EtOAc, mpoMBIBatOT BOJOH, Cy-
maT Hag MgSO4 1 CHOBa KOHIEHTPHUPYIOT B BakyyMe. ChIpoe BEIecTBO ITOBTOPHO pacTBopsitoT B MeCN (2 mur)
u no6asisitor CDI (21 mr, 0.129 mmons). Peakimonnyto cmeck HarpesaroT 10 60°C B TeueHue 2 4, 3aTeM OXJia-
JKITAIOT M KOHIEHTPHUPYIOT. OuncTka ¢ momolnsio npen. BOXKX (ycnosus npen-BOXXX-3) npuBoanT k momyde-
HHIO yKa3aHHOTO B 3arojlOBKe coequHeHMs npuM. 21 B Buae Oenoro TBepaoro Bemectsa (37 mr, Bixoa 79%).
KXMC-1: tz=1.16 mun, [M+1]" 460.04; 'H SIMP (400 MI'u, IMCO) &: 12.19 (s, 1H), 8.56 (s, 1H), 7.92 (d,
J=7.9 I'y, 1H), 7.53 (d, Jgr=72.5 Ty, 1H), 7.48 (d, J=7.7 T'u, 1H), 7.39-7.44 (m, 1H), 7.34-7.38 (m, 1H), 7.27-
7.32 (m, 1H), 7.12 (d, J=8.1 I', 1H), 4.64 (d, J=8.0 ', 2H), 4.40 (d, J=8.0 I'y, 2H), 2.62-2.54 (m, 1H), 2.38 (s,
3H), 1.11 (d, J=6.7 I'u, 6H).

[Tpumep 22: N-(2-(mudTopmerokcn)-6-meTmmupuarH-3-mn)- 1 -((5-ruapoxcu-1,2,4-oxcannazon-3-
W)MeTHN)-3-(2-m3onponwid eHIT)a3eTUANH-3-kapOokcamMu  [TayToMepHass ¢opma: N-(2-(amudTopMeToKcH)-6-
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METHIUPUINH-3-11)-3-(2-u30nponundenun)-1-((5-okco-4,5-muruapo-1,2,4-okcaquazon-3-mi)MeTHI)a3e THANH-
3-kapOokcamu.

Yka3aHHOE B 3aroJIOBKE COCTUHEHHS MPHUM. 22 MONXyJaroT u3 npuM. 10-48 B COOTBETCTBHH C METOIOM,
ormcannbM st ipum. 21. XKenroe tBepoe BemecTBo. JKXMC-1: tg=1.11 mun, [M+1]" 474.34. "H SIMP (500
MTI'n, CDCl;) 6: 8.53 (d, J=8.1 I'y, 1H), 8.06 (s, 1H), 7.40 (m, 2H), 7.34 (t, J=72.6 I'u, 1H), 7.30-7.34 (m, 1H),
7.15(d, J=7.6 T, 1H), 6.94 (d, J=8.2 I'i, 1H), 4.34-4.23 (m, 2H), 3.87-3.70 (m, 2H), 3.65 (s, 2H), 2.52-2.44 (m,
1H), 2.40 (s, 3H), 1.15 (d, J=6.5 'y, 6H).

Mpumep  23:  3-2-muxnonponuiaderwt)-N-(2-(audTopMeTOKCH)-6-METHIITAPUIHH-3 -1 )a3€ TUIUH-3 -
KapOOKCaMMI.

3-(2-Hukmonponwndennn )-N-(2-(1nhTopMeTOKCH )-6-MEe THITTUPHUTUH-3 -WIT)a3e T AN H-3 -KapOoKcaMu I
npuM. 23 momywaror w3 1-OeHsruppmi-3-(2-6pompennn)-N-(2-(nudTopmMeToKCH )-6-METHIITHPHIHH-3-
WJT)a3eTHINH-3-KapOOKcaMu/1a 1 CII0’KHOTO NMMHAKOJIOBOTO 3(hHpa HUKJIONPOIHIOOPOHOBON KUCIOTHI B COOTBET-
CTBUHU C METOJIOM, ONHUCaHHBIM 1js npuM. 1. becuserHoe macimo. XKKXMC-1: tz=0.71 mus, [M+1]" 374.23. 'H
SAMP (500 MI't, CDCl;) &: 8.62 (d, J=8.1 I'u, 1H), 8.57 (s, 1H), 7.37 (t, J=72.9 I'y, 1H), 7.31-7.29 (m, 2H), 7.18
(dd, J,=3.5 T'y, J1,=5.6 ', 1H), 6.99 (dd, J,=3.5 I'y, J,=5.6 I'n, 1H), 6.94 (d, J=8.1 I'y, 1H), 4.37 (d, J=8.0 I'Ly,
2H), 4.29 (d, J=8.0 I';, 2H), 2.40 (s, 3H), 1.46 (m, 1H), 0.89-0.86 (m, 2H), 0.73-0.68 (m, 2H).

ITpumep 24: 3-(2-nuxnoOyrundennn)-N-(2-(audTopMeTOKCH )-6-ME THIITUPUMH- 311 )a3e THANH-3 -
KapOOKCaMMI.

Cramuss 1. K pactBopy 1-6ensruapui-3-(2-6pombennin)-N-(2-(nudTopMeToKCH)-6-METHITAPUIAH-3 -
nn)azeTuauH-3-kapbokcamuaa (200 mr, 0.09 mmons) B TI'® (2 M), nerasupoBaHHOM aprOHOM, TOOABISIOT
(dppp)NiCl, (5.6 mr, 0.01 Mmoip). 3aTem mo KarmsM Ao6aBisitoT 0.5M Opomuy nmuknoOyTwmuakKa B TT'D (2.7
M1, 1.38 MMomb) ipu KOMHATHO# Temniepatype. Cmech HarpesatoT 10 80°C 1 mepeMenmBaoT B TEUSHUE HOYH.
CwMmech 3ateM racsat Bonoit u nobasmsror NaHCO;. Bognerit pactBop 3kcTparupyroT ¢ nomomsio EtOAc (2x60
Mi). Opranudeckne dKCTpakThl cymat Hagx MgSOy4, GrIbTpyroT U ynapuBaroT. OCTaTOK OYHIIAIOT ¢ TTIOMOIIHIO
npen. BOXX (ycnmoBust mpen-BOXX-1) ¢ momywenuem  1-Gensrunpui-3-(2-nmukinoOyrundenun)-N-(2-
(mudropmeToKcH)-6-MEeTHIIIMPUINH-3-1T)a3e TUANH-3-KapOokcamuaa B Buje OecrBeTHoro macia (115 mr, BBI-
x01 60%). KXMC-2: t;=1.09 mun, [M+1]" 554.36.

Craaus 2. 3-(2-nuxnoOyrundennn)-N-(2-(audTopMeTOKCH )-6-ME THIITUPUNH-3 -1 )a3e THANH-3 -
kapOokcamun mpuMm. 24 momydaroT U3  1-OeHsrunpmi-3-(2-muknooytuidenun)-N-(2-(qudTopMeTokcH)-6-
METWIMUPHUIUH-3-1i1)a3eTHINH-3-KapOoKcaMu/ja B COOTBETCTBHU C YCJIOBUSMHU THIPUPOBAHMS, ONMCAHHBIMH
ans npum. 1. BesxeBoe TBepoe Bemectso (10 Mr, BeIxoa 73%). KXMC-1: t;=0.74 mun, [M+1]"388.31.

Ipumep  25:  3-(2-muknonentmndenrwn)-N-(2-(audTopMeTOKCH)-6-METHIITAPU IUH-3 -1 )a3e THINH-3 -
KapOOKCaMMI.

1-bensrunpmi-3-(2-(mukioneHT- 1 -eH- 1 -mm) dhennn)-N-(2-(mud TopMeTOKCH ) -6-Me THITHP U I H-3 -
Wi)a3eTHaNH-3-KapOokcaMu ] MpuM. 25 mosydaroT u3 1-0eH3ruapui-3-(2-opombenin)-N-(2-(1udpTopMeTOKCH)-
6-Me TP IMH-3-11)a3e THANH-3-KapOOKcaMuia ¥ IUKIOTICHTEH- | -ni100pOHOBOM KHUCIIOTHI B COOTBETCTBHUH C
METOJIOM, OIHCAHHBIM 1 npuM. 1, Becusernoe mMacino. KXMC-1: t;=0.78 mun, [M+1]" 402.37.

[Mpumep 26: 3-(2-(uuxionent-1-en-1-mn)pennn)-N-(2-(audTopMETOKCH)-6-METHITITUPHINH-3 -1 )a3¢ TH I H-
3-kapOokcamu/I.

1-bensrunpunn-3-(2-(1mknoneHt-1 -eH-1-nm)ennn)-N-(2-(aud TopMeToKCeH )-6-MEeTHIIIAP U IH-3 - AT )a3e THIVH-
3-kapookcamu (50 mr, 0.09 MMOJIB), TOTYYECHHBIN B COOTBETCTBUH C ITyTEM CHHTE3a, OIIMCAHHBIM IS IPUM. 1,
pactBopsitoT B 1,2-guxiopatane (2 mi). JobasusroT 1-xmopatun xiopdopmuat (14 mxi, 0.133 MMoub) u peak-
IIMOHHYIO CMECh MEepPEMENIMBAIOT B MUKpoBoJHOBOW meuu (175 Bart) nmpu 80°C B Teuenue 8 4 (oOpazoBaHue
MPOMEXYTOUYHOTO CcoeAuHeHus 1-xmopatun  3-(2-(uukironeHt-1-eH-1-nmn)dernn)-3-((2-(audTopmMeToKCcH)-6-
METWIITHPHUIAH-3 -1 )KapOaMOmi )a3e THANH- | -kapOoKcuiiaTa KOHTpoJIUpytoT ¢ momoiisio JKXMC). 3arem 10-
6asisiror MeOH (1 mur). Peakimmonnyto cmech niepeMeruBaiotT ipu 45°C B Tedenne 30 MUH U 3aTeM KOHIIEHTPH-
pyroT. Octatok ounmaroT ¢ momMoibko nper. BOXX (ycnosus npen-B2XKX-1) ¢ momydenuem mpum. 26 B BUIe
6neHO-)enToro Macia (36 mr, Berxon 100%). JKXMC-1: t;=0.76 mun, [M+1]" 400.35.

Mpumep  27:  3-(2-nuxnorexkcuinpermn)-N-(2-(1npTopMeTOKCH )-6-ME THIIHUPHIH-3 - 1) a3 TH I H-3 -
KapOOKcaMuI.

3-(2-Luxnorexkcnndennin)-N-(2-(andpTopMeTOKCH)-6-ME THITITUPHU TTH-3 - 1T ) a3 TH I H-3 -KapOOKCaM UL
npuMm. 27 momywaror w3 1-OeHsruppmi-3-(2-6pompennn)-N-(2-(nudTopmMeToKCH )-6-METHIITHPHIMH-3-
WJT)a3eTHINH-3-KapOOKcaMuia U IUKJIOTEeKCeH- 1 -uI00pOHOBOH KUCIIOTHI B COOTBETCTBUHM C METOJOM, OITHCAH-
HeIM 11 puM. 1. becusetHoe macno. XKXMC-1: tz=0.82 muH, [M+1]"416.27. 'H SIMP (400 MI'u, CDCls) 6:
8.59 (d, J=8.1 I'y, 1H), 8.14 (s, 1H), 7.34 (t, J=72.8 I'u, 1H), 7.41-7.35 (m, 2H), 7.33-7.29 (m, 1H), 7.17 (m,
1H), 6.93 (d, J=8.1 I'u, 1H), 4.32 (br s, 4H), 2.40 (s, 3H), 2.07-1.98 (m, 1H), 1.78-1.71 (m, 2H), 1.65-1.61 (m,
2H), 1.47-1.38 (m, 2H), 1.25-1.29 (m, 4H).

Ipumep  28:  N-(2-(mudTopMeTOKCH)-6-MeTHIUPUANH-3-1N)-3-(2-(TeTparuapo-2H-mupan-4-wmi)de-
HUT)a3eTUINH-3-KapOoKkcaMu .

N-(2-(mudTopmeTokcH)-6-MeTHIMUPUARH-3-11)-3-(2-(TeTparuapo-2H-nupan-4-wmn) e ))a3e THIuH-3-
KapOOKcaMua IpuM. 28 MOXHO MONY4YHTh W3 1-OeHsruapui-3-(2-6pomdenun)-N-(2-(qudropMeTokcu)-6-
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METWITUPHUIUH-3-1iT)a3eTHNH-3-KapOoKcaMua U CJI0KHOTO NMUHAKOJIOBOTO d¢upa 3,6-murunpo-2H-nupan-4-
GOPOHOBOI KHCIOTH B COOTBETCTBHH C METOIOM, ONMHCAHHBLIM st mpum. 1. JKXMC-1: t=0.62 mun, [M+1]"
418.22.

ITpumep 29: N-(2-(mrudTOpMETOKCH)-6-METUIITUPUINH-3 -11T )-3-(2-TpoTTiII €HIIT )a3e THANH-3 -Kap OOKCAMHUT.

N-(2-(mudTopMeToKCH)-6-METHIIMUPUANH-3 -1 )-3-(2-poruiieHIIT)a3e TUIUH-3-KapOokcaMuy TipuM. 29
MOJTYYaloT ITyTeM THAPUPOBAHHS MPUM. 23 B COOTBETCTBHH C METOJOM, OMMMCAHHBIM IS TipuM. 1. JKXMC-1: tg=
0.72 mun, [M+1]" 376.10.

IIpumep 30: N-(2-(mudTOpMETOKCH)-6-MeTHIIITHPUANH-3 -1 )- | -cynbpamonn-3-(2-(terparuapo-2H-mupan-
4-nn)pennin)a3eTuIuH-3 -KapOoKcaMuI.

N-(2-(mudropmeTorcn )-6-Me THIIMUPHUINH-3-11)- 1 -cynbhamoni-3-(2-(terparnapo-2H-nupan-4-
win)denun)azeTHauH-3-kapookcamu npuM. 30 TOIydaroT U3 NpuM. 28 B COOTBETCTBUH C METO/IOM, ONTUCAaHHBIM
ans mpuM. 15-5. JKXMC-1: tg=1.00 mun, [M+1]" 497.13.

Tabmuna 15. Ipumepst 31-1 - 31-7.

IIpumeps! 31-1 - 31-7 cUHTE3UPYIOT, UCTIONB3YS METOJUKY, OMHCAHHYIO A mpuM. 12-61 u mpum. 12-62,
ucxos u3 mpuM. 23, mpuM. 24, pum. 25, pum. 27, ipuM. 28 wiu npum. -29.

AHanmuTuyec-
IIpumep Hazsanue KHE NaHHBIE
KXMC-1
4-(3-(2-uuxnonpomundenmn)-3-((2-
Tpum, 31-1 (mrudTOPMETOKCH )-6-METUITTUPUIAHH-3 - [M+1]7 502.04
’ un)kapbamon)azeTuaun-1-umn)-2,2-numMerunin-4- tr 1.16
okco0OyTaHOBas KHUCJIOTA
4-(3-(2-uuknodyrunpennn)-3-((2-
Moum. 31-2 (mudropmMeToKCH)-6-METHINUPHINH-3 - [M+1]7 516.00
pHM. un)kapdbamMoni)azeTuauH-1-nm)-2,2-nuMeTui-4- tr 1.23
0KCOOyTaHOBas KUCIOTA
4-(3-(2-uukaonentundennn)-3-((2-
Tpum. 31-3 (mudropmeTokcH)-6-METHINUPUINH-3 - [M+1]"530.03
’ un)kapbamounn)azeruaut-1-nmn)-2,2-numeTun-4- tr 1.28
okcoOyTaHOBas KUCIOTA
4-(3-(2-(uukiaomnent-1-en-1-un)pennn)-3-((2-
Moum. 31-4 (mudTOpMETOKCH )-6-METUITHPUANH-3 - [M+1]" 528.00
PHM. nun)kapdamoni)azeTunun-1-um)-2,2-numeTun-4- tr 1.25
0KCOOyTaHOBas KMCJIOTA
4-(3-(2-uuxnorexcmidennn)-3-((2-
Tpum. 31-5 (audTOopMeTOKCH )-6-METUITTUPUIAHH-3 - [M+1]" 544.39
’ un)kapbamonn)azerugun-1-uin)-2,2-numernia-4- tr 1.32
okcoOyTaHOBas KHUCJIOTA
4-(3-((2-(mrpTOpMETOKCH )-O-METHIATTUPHUIAUH-3 -
Mprm. 31-6 un)kap6amonn)-3-(2-(rerparunpo-2H-mupan-4-  |[M+1]7 546.12
’ un)penun)aseTuau- 1 -mn)-2,2-numMeTnn-4- tr 1.06
okcoOyTaHOBas KHUCIOTA
4-(3-((2-(mupTOopMeTOKCH )-6-METHNUPUINH-3 - +
A - [M+1]7504.13
TIpum. 31-7 |um)xapbamormn)-3-(2-nponundeHni)a3eTHANH-1-1i)- o121
2,2-nuMeTni-4-0kcoOyTaHOBAsl KUCIIOTA R

Mpumep 32: 2-(3-((2-(mudTopMeTOKCH)-6-METHITIHPHINH- 3 -1 )KapOamou)-3-(2-(teTparunpo-2H-nupan-
4-nm)ennn)azeTuIuH- 1 -1i1)okcaszoi-4-kapOOHOBas KHCIOTA.

2-(3-((2-(AudTopmMeToKCH)-6-Me THIITAPUIUH-3 -11)KapOamon)-3-(2-(TeTparuapo-2 H-impan-4-
wi1)eHmT)a3eTHINH- | -1iT)okcazoin-4-kapOoHoByro kucioty IIpum. 32 momydaroT u3 npum. 28, ciexys METoau-
Ke, onucanHoit 1yt ipuM. 18-28 (GexeBoe TBepoe BemecTBo). IKXMC-1: tx=1.06 mun, [M+1]" 528.98.

Mpumep 33: N-(2-(agudropmeToKcH)-6-MeTHANMUPUANH-3-1T)-3-(2-130IPpOnII-6-MeTHII) €HHIT )a3E TH M H-
3-kapOoKcamMuI.

N-(2-(mudTropmMeToKCH)-6-METHIITAPUIUH-3 -1 )-3-(2-U30TTPONHI-6-Me THII( €HUIT )a3e TUTUH-3 -
KapOoKcaMu TpUM. 33 ToIydaroT U3 2-(audTopMeToKCH )-6-MeTruimupuIuH-3-amuHa [-1.C 1 mpoMexyToOIHOTO
coenuHenus 1-7, ciemyst MeTonuke, onucanHo mis npuM. 1 (6ecuBetHoe macimo). XKXMC-1: txg=0.73 muH,
[M+1]"390.35.

IIpumep 34: N-(2-(mudTOPMETOKCH)-6-METHITTUPUINH-3 -1 )-3-(2-H30MPOTTHI-5 -MeTHII() SHII )a3e TH TN H-
3-kapOokcamu/I.

N-(2-(mpTOpMeTOKCH )-6-METHITUPUIHH-3 -1IT) - 3-(2-U30TIPOTIHII-5-MeTHII( €HIT )a3e TUIHH-3 -KapOOKcaM i g
npuM. 34 nonyuaroT u3 2-(audropmerokcH)-6-MeTHanupuaAnH-3-amuHa [-1.C 1 IpOMeKyTOYHOTO COeTMHEHHS
I-8, cnemys MeToMKe, ONMCAHHOH A1 mpuM. 1 (6ecrBetHOe Macno). JKXMC-1: tg=0.77 mun, [M+1]" 390.02;
'H SIMP (500 MI'u, CDCl3) &: 8.60 (d, J=8.1 ', 1H), 8.12 (s, 1H), 7.33 (t, J=72.8 I'n;, 1H), 7.28 (d, J=8.0 I'x,
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1H), 7.22 (d, J=8.1 I'n, 1H), 6.96 (s, 1H), 6.93 (d, J=8.1 I'u, 1H), 4.34 (m, 4H), 2.45-2.33 (m, 7H), 1.13 (d, J=6.6
I'u, 6H).

IIpumep 35: N-(2-(mudTOpMETOKCH)-6-METHITTUPUINH-3 -1 )-3-(2-H30MponmiI-4-MeTHII() SHII )a3e TH TN H-
3-kapOoKcamMuI.

N-(2-(mudTOpMETOKCH)-6-METHITTUPUITAH-3 11T ) - 3-( 2 -M30TpOITiI-4-MeTHI( SHIIT )a3e TH TN H-3 -KapOOKCaMU T
npuM. 35 mosrydaroT u3 2-(audTopMeToKcH)-6-MeTunmupuanH-3-amMuHa [-1.C 1 MpOMeXyTOYHOTO COSITUHEHUS
1-9, cnexys MeToMKe, onmucanHoM ast mpuM. 1 (GecrBerHoe Macno). XKXMC-1: tg=0.77 mun, [M+1]" 389.97.

IIpumep 36: N-(2-(mudTOpMETOKCH)-6-METHIHPUANH-3-1)-3-(2-PTOp-6-m30nponmiheHnT)a3e THINH-3 -
KapOOKcaMuI.

N-(2-(mudropmeTokcn )-6-Me THIIMUPHUINH-3-11)-3-(2-TOp-6-U30NpOnIIPeHIIT)a3e TUIMH-3 -KapOoKcaMu
npuM. 36 noiydaroT u3 2-(audropMeTokcH)-6-MeTHanmupuaAnH-3-amuHa [-1.C 1 MIpOMeKyTOYHOTO COeTMHEHHS
I-10, cnenys meromuke, onucaHHoM uist mpuM. 1 (Oemoe TBepmoe BemiecTBo). XKXMC-1: tg=0.71 muH, [M-i-l]+
394.14.

Mpumep 37: N-(2-(mudropMeToKcH)-6-MeTHANUPUANH-3-11)-3-(5-Prop-2-n3onponuideHit)a3eTHIH-3-
KapOOKCaMMI.

N-(2-(mudTopmeTokcH)-6-MeTHIIMUPUAUH-3-111)-3-(5-pTop-2-n30mponundeHmn)a3ze TuAnH-3-KapOoKcaMu I
npuM. 37 mosrydaroT u3 2-(IudTopMeToKcH )-6-MeTunnupuanH-3-amMuHa [-1.C 1 MpOMeKyTOYHOTO COSTUHEHUS
I-11, cemys MeToauKe, omucaHHo# s mpuM. 1. JKXMC-1: tg=0.73 mun, [M+1]" 394.32.

IMpumep 38: N-(2-(mudropmMeToKCH)-6-METHIITHPHIIH-3-11)-3~(2-H30TPOITHII-5-METOKCHU(DEHIIT)a3e TH TN H-3 -
KapOOKCaMMI.

N-(2-(mudTopMeTOKCH )-6-METHITMPUIUH-3 -1IT)-3~(2-U30TIPOIHII-5-MeTOKCU (e HIIT)a3e THANH-3-KapOOKCcaMuU T
npuM. 38 noiydaroT u3 2-(audropMeTokcH)-6-MeTHanmupuaAnH-3-amuHa [-1.C 1 IpOMeKyTOYHOTO COeTMHEHHS
I-12, cnexys MeTomuke, ormucanHoi s mpuM. 1. JKXMC-1: tg=0.74 mun, [M+1]"406.35.

Tabmuna 16. IIpumepst 39-1 - 39-6.

IIpumeps! 39-1 - 39-6 cUHTE3UPYIOT, UCTIONB3YS METOJUKY, OMHCAHHYIO A npuM. 12-61 u nmpum. 12-62,
nucxoas u3 npuM. 33, mpum. 34, mpum. 35, nmpum. 36, npuM. 37 wiu puM. 38.

AHanmuTHYeC-
IIpumep Haseanue KU€ JaHHbIE
KXMC-1
4-(3-((2-(muTOopMETOKCH )-6-METUINMUPUANH-3 -
ITpum. un)kapbamon)-3-(2-uzonponui-o- [M+1]" 518.05
39-1 MeTHJI(peHHIT)a3eTUAUH- | -11)-2,2- TuMeTHI-4 - tr 1.26
okcoOyTaHOBasi KUCJIOTA
4-(3-((2-(mupTOpMETOKCH )-6-METUIANMUPUANH-3 -
ITpum. un)kapoamounn)-3-(2-u3onponui-5- [M+1]" 518.06
39-2 MeTHI(peHIT)a3eTUAnuH- 1 -11)-2,2- TuMeTHiI-4- tr 1.26
okcoOyTaHOBasi KUCJIOTA
4-(3-((2-(rrdTOPMETOKCH)-6-METUITTHPUANH-3 -
ITpum. nin)kapOamoun)-3-(2-uzonponui-4- [M+1]" 518.23
39-3 MeTHI( eHn)a3eTUuAuH- 1 -u1)-2,2- TumMeTui-4- tr 1.23
OoKkcoOyTaHOBasi KHCJIOTA
4-(3-((2-(mudpTOpMETOKCH)-6-METUITTHPUANH-3 -
Ipum. ui)kap6amonn)-3-(2-¢pTop-6- [M+1]" 522.18
39-4 n3onponuindeHun)a3eTuauH- 1-un)-2,2-numMeTrn-4- tr 1.20
O0KCcODOyTaHOBAsI KUCJIOTA
4-(3-((2-(mudTopMeETOKCH )-6-METUINUPUAUH-3 -
Mpum. uin)kap6amonn)-3-(5-prop-2- [M+1]"522.00
39-5 uzonponuiadeHun)azeTuanH-1-mn)-2,2-1umMmeTun-4- tr 1.20
okcoOyTaHOBAasi KUCJIOTA
4-(3-((2-(mdpTOpMETOKCH)-6-METUITTHPUANH-3 -
ITpum. nin)kapOamoun)-3-(2-uzonponui-5- [M+1]" 534.01
39-6 METOKCH(pEHUI)a3eTUAUH- | -11)-2,2 - nTuMeTHI-4 - tr 1.21
OKCODYyTaHOBAsI KUCJIOTA

I[Mpumep  40: 2-(2-(3-((2-(muTopMETOKCH )-6-METHITUPH TN H-3 - 1T ) KapOamoni )-3-(2-u3omnponuide-
HUWIT)a3eTUINH- | -MIT)3TOKCH)-2-METHIIIIPOTIAHOBAsT KUCIIOTA.

2-(2-(3-((2-(IndropmeToKCH )-6-ME THITTUPHUINH-3 M) KapOamMoni )-3-(2-u30mponuiad eHmT)a3e TH A H- 1 -
WJI)3TOKCH)-2-METHIINPONIAHOBYIO KUCIOTY npuM. 40 moiydaroT w3 npuM. 3 W MeTwn 2-MeTwi-2-2(2-
OKCOATOKCH)IIpomnaHoaTa (moryueHue packpbeito B WO 2017177004), B COOTBETCTBHH C PEaKIUeH BOCCTAHOBH-
TENIHOTO aMMHHUPOBAHHMS, KaK OMHCaHO il rmpuM. 11-17. OyHKIMOHANBHYIO TPYIILY CIIOKHOTO METHIIOBOTO
3¢upa 3aTeM T'HAPONHM3YIOT B OCHOBHBIX YCIOBHAX, Mcronmb3ys 2H. LiOH. XKXMC-1: t;=0.84 mun, [M+1]"
516.12.

IIpumep 41: 4-((3-((2-(mudropmeToKCH )-6-METHIITUPHINH-3 -1 ) KapOaMomi)-3-(2-u3onpomnmide-
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HWJI)a3eTHIWH- | -HT)MEeTHIT) IMKIIOTeKCaH- | -kapOOHOBast KUCIIOTA.
4-((3-((2-(AudropmeTokcH)-6-MeTHANUPUANH-3-1T)Kapbamon)-3-(2-u30nponuideHun)a3eTHIH- 1 -
WJT)METHI)-ITUKIIOTeKCaH- | -kapOOHOBYIO KHCIOTY MPpUM. 41 ToTydaroT U3 IpuUM. 3 ¥ KOMMEPUYECKH JOCTYITHOTO
CJIOXHOT'O ATHJIOBOTO 3upa 4-HopMILTIIUKIOreKCaHKapOOHOBOM KHUCIOTHI B COOTBETCTBUH C pEaKIMel BoccTa-
HOBHTEJIIFHOTO aMUHHPOBAHUS, KaK OMUCAHO sl puM. 11-17. OyHKIIMOHAIBHYIO TPYIITY CIOKHOTO STHIIOBOTO
3(hupa 3aTeM THIPOIH3YIOT B OCHOBHBIX YCIOBHAX, Mcronb3ys 2 H. LIOH. XKXMC-1: t=0.82 mun, [M+1]"

516.30.

[Ipumeps! 42 - 48 CHHTE3UPYIOT, UCTIONB3YsI METOAMKY, OTIMCAHHYIO IS TipuM. 12-142.

Ananutngec-
ITpumep Haspanne KHE TaHHBbIE
KXMC-1
N-(2-(3-((2-(rudp TopMeTOKCH )-6-ME THITUPHUANUH-3 - [M+1]" 533 33
ITpum. 42 | un)xapbamounn)-3-(2-usonponundeHun)a3seTuanH-1-mi)- 0 0.99 ’
2-0KCc03THI)-N-IPOMUITIULIH R
N-uuknonponui-N-(2-(3-((2-(audpropmerokcu)-6- IM+1]° 53131
IIpum. 43 METHINMHUPUANH-3-1in)kapbamon)-3-(2- 115 ’
u3omponI(eHnI)a3eTuaNH- 1 -UT)-2-0KCOI THI)TITHIIH R
3-((2-(3-((2-(mnudpTOpMETOKCH )-O-METUTHPU AN H-3 - [M+1]° 50531
Ipum. 44 | un)xapbamounn)-3-(2-u3onponundeHnn)a3eTuANH- 1 -11)- 0 0.80 '
2-0KCOITUII)aMHHO)IPONAHOBAS KHCIOTA R
3-((2-(3-((2-(mudropmMeTOKCH)-6-METHITUPUUH-3 - [M+1]° 533.07
ITpum. 45 | un)xapbamounn)-3-(2-usonponundeHni)aseTuaNH-1-11)- t0 088
2-0KCO3THJI)aMHHO)-2,2- THMETHJINPONaHOBAS KUCIOTA R
1-(((2-(3-((2-(mudropmeToKcH )-6-METHITHPUIUH-3 -
Tpun. 46 min)kapbamomnn)-3-(2-uzonponunbenun)azernaus-1-un)- | [M+1]" 530.96
2-0KCO3THUII )aAMUHO )METHJI ) LIUKJIOTpOnaH-1-kapOoHOBast tr 0.83
KHCJIOTa
3-((2-(3-((2-(mnudTOpMETOKCH )-O-METUTHPU AN H-3 - +
[M+1]" 533.33
Ipum. 47 | un)xapbamounn)-3-(2-u3onponundeHnn)a3eTUANH- 1 -11)- 0 0.89
2-0KCOITHII )AMHHO)-3-MeTHIOyTaHOBAsI KUCIIOTA R
1-(2-(3-((2-(nudTopmMeTOKCH )-0-METUITHPHAUH=-3 - [M+1]° 545.32
Ipum. 48 | mwn)xapbamounn)-3-(2-u3onponundeHn)a3eTUANH- 1 -11)- 0 0.80
2-0KCO3THII)IUNIepHANH-4-KapOOHOBAsI KHCIOTA R
Mpumep 49: (R)-2-amuu0-5-(3-((2-(auhTOPMETOKCH )-6-METHIHPUINH-3 -1 )KapOaMown)-3-(2-1301po-

II(hEHIIT)a3e TU M H- | -1IT)-5-0KCOTIEHTaHOBAs KHCIIOTA.

(R)-2-amuno-5-(3-((2-(nudTopMeTOKCH)-6-ME THITUPU I H-3 -1IT)KapOamo )-3-(2-nu3onponmide-
HUIT)a3eTUIMH- | -1IT)-5-0KCOIEHTAaHOBYIO KUCIOTY mpuM. 49 (51 Mr, 6e:keBoe TBEpIOE BEIICCTBO) MOMYYArOT U3
npuM. 3 ¥ KomMmepueckn poctynHoro Boc-D-Glu-OtBu, cnenyst meronuke, onucanHoi st npuM. 12-63 - 12-
114. JKXMC-1: t;=0.89 mun, [M+1]" 487.08.

ITpumepsnr 50 - 52.

[Tpumepsr 50-52 cHHTE3UPYIOT, UCTIOB3YS METOIUKY, ONTUCAHHYIO U TpUM. 12-62, ucxoxas u3 mpum. 3.

AHanuTHUEC-
ITpumep Hazsanue KU€ JaHHbIE
KXMC-1
(18,45)-4-(3-((2-(audpropmeToKCH)-6-
METHJIUPUIANH-3-ni)kapoamoni)-3-(2- [M+1]" 530.11
ITpum. 50
U30MPONUI(EHIIT)a3eTUANH- 1 - tr 1.22
kapOoHuI)MKIOreKcaH-1-kapOoHOBasi KUCIOTa
(1S,3R)-3-(3-((2-(nudropmerokcu)-6-
METHJIUPUANH-3-nui)kapoamoni)-3-(2- [M+1]" 529.97
IIpum. 51 . .
U30MPOTNUI(pEHUIT )a3eTUNH-1 - tr 1.19
KapOOHMI)IMKJIOreKcaH-1-kapOoOHOBasi KUCIIOTa
4-(2-(3-((2-(nupTopMeTOKCH )-6-METHITTHUPUTUH-3 -
un)kap6amonn)-3-(2-uzonponundennn)asetuaus-1- |[M+1]" 543.97
IIpum. 52
WJT1)-2-0KCOATHI ) IMKJIOTeKCaH-1-kapOoHOBast tr 1.20
KHCIIOTa

IIpumep 53: N-(2-(mudropmerokcn)-6-meTrunmupuant-3-un)- 1-(3,3-mumeTn-4-(meTriicynbGoHaMuao )-4-
okcoOyTH)-3-(2-n30nponuiadeHut)a3eTH I H-3-KapOOKCaMu 1.

N-(2-(mudropmerokcn )-6-MeTHIIMUPUINH-3-11)-1-(3,3-aumetnin-4-(meTnicyabGonamuo )-4-okcoOy Tri)-
3-(2-n3onponuindenun)azeTHINH-3-KapOokcaMu TpUM. 53 monydarot no peakuuu npuM. 11-31 (20 mr, 0.038
mmons) ¢ DCC (10 mr, 0.049 MmMonb) n MetancyinbhoHamMuaoM (14 mr, 0.15 mmons) B IXM (5 M), B mpucyT-
ctBur DMAP (6.5 mr, 0.053 mMmoms). benoe tBepaoe BemiectBo (10 mr, Beixon 45%). dKXMC-1: tg=0.84 muH,
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[M+1]" 567.08.

Tabmuna 17. Ilpumepsr 54-58.

[Tpumeps! 54-58 mosrydaloT B COOTBETCTBUH C METOJUKOHN, OMMMCAHHON Jyist TpuM. 12-142, ucronb3yst 6po-
MAaIETHIIIOPOMU, CIIOKHBIN d(DUp aMUHOKapOOHOBOHM KHCIOTHI U TPUM. 3. ATBTEpHATUBHO 3TOT THII MPOU3BO/I-
HBIX MOYKHO TIOJTYYHUTh U3 [(TpeT-O0yTOKCHKapOOHIIT)aMIHO |YKCYCHOHM KHUCIOTHI M IPUM. 3 € TOCIETYIOIINAM CHSI-
THeM Boc-3ammrTel U HyKJI€ODWIBbHBIM 3aMelleHneM Ha MeTHiOpomalieraTe. [I0MHOCTBIO TOTOBYIO OOKOBYIO
Ienb TakXkKe MOXKHO coOparh mepen codetanueM ¢ mnpuM. 3. Hampumep, N-atHn-N-(2-mMeToxcu-2-
OKCOITWJI)[JIMIIMH TIOJYyYaloT U3 KOMMEPUYECKU AOCTYMHOTO N-(TpeT-0yToKCUKapOOHWT)-N-3THITIUIIHA, KOTO-
Bl TOJIBEPTarOT PEAKIMK ¢ OCH3MIOPOMUIOM C MTOCICIYOIINM HYKICO(DUIEHBIM 3aMEIICHUEM Ha METHIOPOM-
auerare u rugpuposarnem: 'H SIMP (400 MI'n, CDCls) &: 9.43-9.02 (s br, 1H), 3.79 (s, 3H), 3.67 (s, 2H), 3.51
(s,2H),2.95 (q, J=7.2 Ty, 2H), 1.19 (t, J=7.2 T'n, 3H).

Ananurndec-
ITpumep Hazpanue KHE€ NaHHbIE
KXMC-1
metun N-(2-(3-((2-(aupropmerorcu)-6-
Tpum. 54 METWINUPUANH-3 -1 )kapoamonn)-3-(2- [M+1]" 563.43
’ uzonponuiaeHun ))azeTuanH- 1 -1)-2-0kco3Tin)-N-(2- tr 1.14

METOKCHITHI)TJIHLHHAT
(N-(2-(3-((2-(nudpropmeTOKCH )-O-METUITUPUUH-3 -
Ipum. 55| wun)kapbamomnin)-3-(2-u3onponuiadpeHnn)a3eTuina-1-

ni)-2-0kc03THN)-N-(2-MeTOKCHI THJ )TITULIHH
metud (2-(3-((2-(nudropMeTokcu)-6-MeTUITUPUIUH-3 -
ITpum. 56 | wmm)kapbamonin)-3-(2-u3onponmnderun)azeTuann-1-

1J1)-2-0KCOITHI)IIHIHHAT
(2-(3-((2-(nu¢pTopMeTOKCH )-6-METHITHPUIUH-3 -
IIpum. 57 | wmm)kapbamonn)-3-(2-usonponmndennn)aseTuann-1-
1J1)-2-0KCOATHI)IIHIMH
N-(2-(3-((2-(nudTopMeTOKCH )-6-METUATTUPUIUH-3 -
IIpum. 58 | wmm)kapbamonin)-3-(2-uzonponunderun)aseTuaun-1-
11)-2-0KCO3THI )-N-3 TUITJIM LI H

Mpumep 59: 3-(2-nzonponmndenn)-N-(6-MeTHI-2-NPOTOKCUITMPUINH-3-11)- | -cyb(paMontazeTHIH-3-
KapOOKCaMMI.

1) 3-(2-Uzomnpormndenwr)-N-(6-MeTHII-2-POTOKCHITUPHIUH-3 -1 )a3e THINH-3-KapOOKCaMHT TTOTYJaroT
13 KOMMEPYECKH JOCTYITHOTO 6-MeTHi-2-niponokcunupuand-3-amuaa [-1.D (73 mr) u 1-6 (70 Mr), ucrons3ys
POCI; MeTomuKy, onmucannyio 1yt npuM. 4 (36 Mr, xentoe Macno). JKXMC-1: tx=1.29 mun, [M+1]" 447.33. 6-
Mertun-2-nponokcunupuanH-3-amMmut [-1.D cuHTE3upyIOT, UCIIONIB3YS METOAMKY, onucanHyto mis I-1.A, ucxons
13 KOMMEPUECKH JIOCTYIHOTO 2-(hTOp-6-MeTHII-3-HUTPOIUPUINH U H-nponarona. 'H SIMP (400 MI'u, CDCls) :
6.87 (d, J=7.5 'y, 1H), 6.56 (d, J=7.5 T'u, 1H), 4.34 (s, 2H), 2.38 (s, 3H), 1.84 (d, J=7.2 I'y, 2H), 1.06 (s, 3H).

2)  3-(2-Uzonpormnenm)-N-(6-MeTni-2-poNoKCUTTNPHINH-3 -1 - | -Cyb(haMonIa3e THIHH-3 -KapOoKcaMu g
npuM. 59 noyvarot u3 3-(2-m3onporidenun)-N-(6-MeTnII-2-IpOoNOKCUITAPHUIH-3 -1 )a3e THIMH-3-KapOOKcaMHia B
COOTBETCTBUU C METOJIOM, OMUCAHHBIM i mpuM. 15-5. KXMC-1: tg=1.29 muH, [M+1]" 447.33.

ITpomexyrounoe coeaunenue 1-19: 5-xnop-3-(audTopmMeToKCH)TUPUANH-2-aMHH.

3-(dudropmeroxcu)nupuaus-2-amuH (500 mr, 2.97 mmons) pactBopsior B JIM®PA (8 mi). Jobasmstror N-
XJIopcyKuMHUMUA (485 Mr, 3.56 MMoib) 1 cMech nepeMernBaroT npu 80°C B TeueHune 2 4 (peaknuio KOHTPOIIH-
pytoT ¢ iomotpio JKXMC). Jlo6aBisioT BOIY, M COCTUHEHHE dKCTPAarupyioT ¢ momomsio EtOAc. Oprannde-
ckyto (azy cymart Hag MgSO,, ¢umbTpytoT W ymapuBaioT. OCTaTOK OYHINAIOT ¢ MOMOIILI0 Mpern-BOXX-2.
BDXX ¢pakmun skcrparupytor ¢ nomorsio IXM (3x50 mir) m coOpaHHBIE OpraHMYECKHE CIIOW CYIIaT Haj
MgSO,, GuabTPYIOT 1 yIIapuBaloT ¢ MOJyYeHHEM YKa3aHHOTO B 3aroJIOBKe coequHeHus [-19 B BuIe KOpHIHEBO-
ro TBepaoro Bemiectsa (424 mr, Bexoq 73%). 'H AMP (400 MTI';, AMCO dg) 6: 7.85 (s, 1H), 7.45 (s, 1H), 7.17
(t, J=73.4 Ty, 1H), 6.34 (s br, 2H).

[Ipomexyrounoe coemuHerune [-20: 1-(TpeT-OyTokcukapOOHMN)-3-(2-IUKIONEHTHI(EHNT)a3eTHINH-3-
KapOOHOBAs KUCJIOTA.

1-Boc-3-(2-nmknoneHTung eHm)a3eTUANH-3-KapOOHOBYIO KUCJIOTY [-20 moydaror 1mo aHayioruu ¢ [-6, uc-
xoxs u3 1-6ensrunpmi-3-(2-6poMpennn)a3eTuinH-3-KapOOHUTPIIIA M IUKJIOTICHTEH- | -MIO0POHOBOM KHCIIOTHI.
'H SIMP (400 MTI'u, JIMCO dg) &: 13.15-12.90 (s br, 1H), 7.33 (d, J=7.6 I'ni, 1H), 7.30-7.24 (m, 1H), 7.22 (d,
J=7.6 'y, 1H), 7.20-7.14 (m, 1H), 4.42 (d, J=7.9 T'u, 2H), 4.21 (d, J=7.9 ', 2H), 2.63-2.53 (m, 1H), 1.98-1.89
(m, 2H), 1.83-1.74 (m, 2H), 1.65-1.59 (m, 2H), 1.52-1.45 (m, 2H), 1.39 (s, 9H).

[Mpomexyrounoe coenunenne [-21: 3-(3-OpomnmpuauH-2-ni)-1-(TpeT-0yTOKCHKApOOHM)a3eTHINH-3 -
KapOOHOBasI KHCIIOTA.

3-(3-bpomnupuann-2-nin)-1-Boc-azetnanH-3-kapOoHOBYI0 KHCIOTY [-21 moydyaroT Mo aHaJIOTHH C METO-
UKOH, omucanHOW mis 1-6, ucxomst u3 ot 1-Boc-3-nmanoazetunnna u 3-6poM-2-propnupuanHa. 'H 9amp

[M+1]" 549.37
tr 0.97

[M+1]" 505,34
tg 0.82

[M+1]"491.33
tg 0.89

[M+1]" 519.38
tg 0.94
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(400 MI'm, IMCO dg) &: 8.45 (dd, J;=1.4 I', J,=4.7 I'u, 1H), 7.91 (dd, J,=1.4 T'n, J,=7.9 T'n, 1H), 7.14 (dd,
J=4.7Tn, J,=79 I', 1H), 4.31-4.16 (m, 4 H), 1.37 (s, 9H).

[Mpomexyrounoe coeaunenne [-22: 1-(Tper-OyTokcukapOOHMN)-3-(6-PTOP-3-M30NPONUIIHPHINH-2-
WJT)a3eTHIMH-3 -KapOOHOBast KUCIIOTA.

1-Boc-3-(6-¢rop-3-u30TponuamupranH-2 -11)a3e THANH-3-KapOOHOBYIO KUCIOTY [-22 MoiydaroT Mo aHa-
noruu ¢ 1-6, ucxomst u3 atin 1-Boc-asernann-3-kapGokcunara u 3-6poM-2,6-mubropmupunuaa. 'H SIMP (400
MTI'n, AMCO de) 6: 8.02 (t, J=8.3 T', 1H), 7.15 (dd, J,=2.5 'y, J,=8.8 I'y, 1H), 4.42-4.27 (m, 4H), 2.48-2.42 (m,
1H), 1.39 (s, 9H), 1.14 (d, J=6.6 'y, 6H).

[Ipomexyrounoe coeaunenne 1-23: 3-(3-OpomMmupuanH-2-wi)-1-(TpeT-0yTOKCUKapOOHMI )a3e THINH-3 -
KapOOHOBAs KUCJIOTA.

3-(3-bpommupuann-2-uin)- 1 -Boc-azetnauH-3-kapOboHOBYI0 KHCIOTY [-23 mMorydaroT 1Mo aHajJoTuu C METO-
JUKOM, onucanHoil mans 1-6, ucxons uz stun 1-Boc-3-mmanoazetuanna u 3-xyop-4-1uaHonupUIruHA. 'H amMmPp
(400 MTI'r, AMCO dy) o: 8.42 (s, 1H), 8.38 (d, J=4.9 I'y, 1H), 7.33 (d, J=4.9 I'y, 1H), 4.44-4.19 (m, 4H), 1.37 (s,
9H).

[Mpomexxyrounoe coenunenue 1-24: 1-6en3mi-4-(2-6poMnupyuH-3 -11) TUNEPUANH-4-KapOOHOBAsT KHCIIOTA.

1-bensuin-4-(2-6poMnupuanH-3 -1 ) IMIepUIHH-4-KapOOHOBYIO KUCIOTY 1-24 mOIy4YaroT B COOTBETCTBHH C
METOIUKOH, OIMCAHHOH IS MPOMEKYTOUHOTo coemuHeHus 1-4. JKXMC-2: t,=0.55 mun, [M+1]" 374.99 u
377.06.

[Ipomexxyrounoe coemuHeHue [-25: 1-(Tper-OyTokcuKapOOHWII)-4-(4-XITOPTUPHUIAH-3-MT)TATIEPUIAH-4 -
KapOOHOBAs KUCJIOTA.

1-Boc-4-(4-xopriupuauH-3 -1 ) MTANEepUAUH-4-KapOOHOBYIO KHUCIOTY [-25 MONy94aroT B COOTBETCTBUHU C
MeTonuKoH, ommcanHoi B WO 2009051715, ucxoms w3 Tper-OyTmun Ouc(2-xmopaTtmin)kapbamata u 2-(4-
xJoprupuaAnH-3-un)aneroHuTpuia (Synthesis 1992, 6, 528-30).

IIpomexyrounoe coequnenne [-26: 1-(TpeT-OyTOoKcHKapOOHMN)-3-(3-XI0pIHpa3uH-2-1i1)a3eTHINH-3-
KapOOHOBas KHCIIOTA.

1-Boc-3-(3-xsopnmpasuH-2-1i1)a3e THANH-3-KapOOHOBYIO KUCIOTY [-26 THOydaroT 1Mo aHalIOTMH ¢ METOAMKOH,
onucanHo# st [-6, ucxons u3 stun 1-Boc-3-umanoazetuanna u 2,3-AuxIopnupa3zuHa. 'H stMP (400 MTI'ny, IMCO
de) 6: 8.70 (d, J=2.5 I'y, 1H), 8.52 (d, J=2.5 I'y, 1H), 4.49 (d, J=8.6 'y, 2H), 4.41-4.25 (m, 2H), 1.37 (s, 9H).

[Mpomexyrounoe coenunenue 1-27: 4-(5-OpommmpumuauH-4-ni)-1-(TpeT-0yTOKCHKapOOHHI ) TUIIEPUANH-
4-kapOOHOBas KHCIIOTA.

4-(5-bpomnupumuna-4-un)-1-Boc-nunepuann-4-kapOoHOBYIO KUCIOTY [-27 mony4aroT 10 aHaJIOTHH C
MeTonuKoH, ommcanHoi B WO 2009051715, ucxoms w3 Tper-OyTmur Ouc(2-xmopaTtmi)kapbamata u 2-(5-
XJIOPITHPUMUANH-4-HJT)alleTOHUTPHIIA.

IIpomexyrounoe coenuuenue [-28: 4-(4-OpoMmupuMuUIIH-5-1)- 1 -(TpeT-0yTOKCUKApOOHNI ) ITUTICPH THH-
4-xapOOHOBasI KUCIIOTA.

4-(4-BpommupumuiuH-5-mi)- 1 -Boc-nunepuana-4-kapOoHOBYIO KHCIOTY [-28 MOTydaroT Mo aHaloTHd C
MeTonuKoH, omumcanHoi B WO 2009051715, ucxoms w3 Tper-OyTmur Ouc(2-xmopaTtmi)kapbamarta u 2-(4-
OpPOMIMPHUMUIUH-5-MIT)alleTOHUTpIIa. 2-(4-BpoMIMpUMuANH-5-1T)aleTOHUTPWII CHHTE3UPYIOT MO PEaKLUH
HYKJI1€0(HIbHOTO 3aMellIeHHs [IMaHua HaTpus Ha 4-0poM-5-(0pOMMETHII) IUPUMUINHE.

[Mpumep 60: N-(2-(nudropMeToKCH)-6-METHIITHUPHINH-3 -11)-3-(3-U30PONMIITUPUITH-2 - 1T )a3e THIH-3 -
KapOOKcaMuI.

N-(2-(AndropmeToKcn)-6-MeTHIHPUIIH-3-11)-3~(3-U30IPOHIITHPHIMH-2 - HIT)a3e TUIHH-3 -KapOOKcaMu
npuM. 60 nonyyaroT u3 I-1.C u [-21 B yenoBusax POCI/Pyr/JIM®PA ¢ nocienyiomum BBIIOIHEHNEM COYSTaHHS
Cy3yKH €O CIOXHBIM IHHAKOJIOBBIM 3(PHUPOM H30NIPONECHUIOOPOHOBOW KUCIIOTHI, THAPUPOBAHMS U, B 3aKIIOUE-
HHe, cHATHA Boc-3amuThl ¢ momomntsio TOV. JKXMC-1: tx=0.67 mun, [M+1]" 377.27.

IIpumep 61: 4-(3-((2-(muPTOPMETOKCH)-6-METHIITUPHANH-3 -1 )KapOaMo)-3-(3-U30mp ONMMITAPHIAH-2 -
W)a3eTHanH- 1 -11)-4-0KCOOyTaHOBasT KUCIIOTA.

4-(3-((2-(IndpropmeToKCcH )-6-METHITTUPHUIAH-3 -HT)KapOamMon )-3-(3-H30pONTAIITUP UTUH-2 - VT ) a3 TH A H-
1-nm)-4-0kcoOyTaHOBYIO KUCJIOTY TpuM. 61 mosrydaroT u3 nmpuM. 60 B COOTBETCTBHHU C METOIOM, OMUCAHHBIM
ans mpuM. 12-62. KKXMC-1: tg=1.02 mun, [M+1]" 477.34.

ITpumep 62: N-(2-(mudropmMeToKcH )-6-MEeTHIIMUPHUINH-3-11)-3-(3 -U30 P ONMITUPUTUH-2 - 1T - 1 -
cynb(hamMounIa3zeTHANH-3-KapOOKCaMHUIL.

N-(2-(IudropmeToKcH)-6-METHITMPHINH-3-11)-3-(3-U30NpONMITHPUIUH-2-11) - | -cyTib(hamMona3eTi-
JMH-3-KapOoKcaMuI IPUM. 62 MoJydaroT u3 mpuM. 60 B COOTBETCTBHU C METOAOM, OITUCAHHBIM IS IpUM. 15-5.
KXMC-1: tz=1.08 mun, [M+1]" 456.28.

I[Ipumep 63: NIl-muxmonponui-N3-(2-(1uGTOPMETOKCH)-6-METUITHUPUANH-3 -1 )-3-(3-H30TIpONTUAIITHPH-
TIUH-2-WT)a3eTuAnH- 1,3 -1uKapOoKcaMu

N1-Iuknonporuna-N3-(2-(mudhTopMeTOKCH )-6-Me TUITHUPUTUH-3 -11)-3-( 3 -U30TPOMMIIITAPU TUH-2 -
nin)azeTuauH-1,3-qukapbokcaMuy] puM. 63 MoydaroT U3 mpuM. 60 B COOTBETCTBHHM C METOAOM, ONMUCAHHBIM
s mpuM. 17-2. XKXMC-1: tx=1.09 mun, [M+1]" 460.36.
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Tabmuma 18. ITpumepst 64 u 65.
[Mpumeps! 64 u 65 nomyvatoT u3 npuM. 60 u 4-x10p-5-PTOP-2-METHINMUPUMHUINHA WIH 2-XJI0p-3-PTOp-6-
MTUKOJIMHA B COOTBETCTBUH ¢ MeToauKon C, omrcanHo# s mpum. 18-2.

AHanuTuuec-
ITpumep Hassanue KH€ NaHHBIE
KXMC-1
N-(2-(nupTopMeTOKCH )-0-MeTHIMHPUANH-3 -111)-1-(5- [M+1]" 487,33
IMpum. 64 ¢dbrop-2-meTunnupuMuaun-4-mn)-3-(3- £ 1.00
M30IPONUIINNPUINH-2-1J1)a3eTUANH-3-KapOoKkcaMua R
N-(2-(nu¢propmerokcu)-6-MeTHNNUPUANH-3-11)-1-(3- [M+1]" 486,32
ITpum. 65 ¢Top-6-MeTHIMUpPUANH-2-11T)-3-(3- to 1,42
H30MPONUINUPUANH-2-1J1)a3€THANH-3-KapOOKcCaMua R

IIpumep 66: N-(2-(muhTOPMETOKCH)-6-METHITTUPHUINH-3 -1T)-3 ~(3-U30TPONMIITAPUINH-4-1J1)a3e THINH-3 -
KapOOKCaMMI.

N-(2-(IndropmeTokcn)-6-MeTHIMTAPUINH- 3 -11)-3-(3-H30TTPONAIIUP U TUH-4 -1 )a3e TU AN H-3 -
kapOokcamu ipuM. 66 moryqaroT u3 I-1.C u [-24 B ycnoBusx POCI:/Pyr/JIM®A ¢ nocneayronuM BeITIOTHEHH-
eM coueranuss Cy3yKH CO CIOXHBIM MHHAKOJIOBBIM 3(HPOM H30IPOTIEHMIOOPOHOBOH KHUCIOTHI, THAPHUPOBAHUS
Y, B 3aKJIIOYCHHE, CHATHA Boc-3amuTs! ¢ moMompio TOY. JKXMC-1: tg=0.50 mun, [M+1]" 377.28.

Mpumep 67: N-(2-(zudropMeTOoKCH)-6-METHIITUPHINH-3-11)-3-(3-U30NpONMIMTUPHIUH-4-111)- 1 -CyITb-
(amomnazeTuinH-3-kapOOKCaMHUIL.

N-(2-(IudropmeTokcH)-6-MeTHITUPHIANH-3-11)-3-(3-U30NpONMITHPUIUH-4-111) - | -cyb(hamMonsa3eTi-
JIMH-3-KapOoKcaMuJl IPUM. 67 MOJIy4aroT U3 MpuUM. 66 B COOTBETCTBHU C METOIOM, OITUCAHHBIM IS IpUM. 15-5.
KXMC-1: tg=0.73 mun, [M+1]" 456.27.

IIpumep 68: N-(2-(mudTopmeToKcH)-6-MeTHUITTUPUINH-3-11)-3-(3-H30PONTHUIIHPA3HH-2 -1 )a3e THINH-3 -
KapOOKCaMMI.

N-(2-(IndropmeTokcH)-6-MeTHIIMTAPUINH-3 -11)-3-(3-H30TP O a3HH-2 -1 )a3e TUANH-3 -KapOOKCaMHu T
npuM. 68 mosrydatot u3 [-1.C u [-26 B ycnosusax POCIl;/Pyr/JIM®A ¢ mocneayomyM BBITTOJIHEHUEM COYCTaHUS
Cy3yKH €O CIOXHBIM ITHHAKOJIOBBIM 3(PHUPOM H30MPONECHUIOOPOHOBOW KUCIIOTHI, THAPUPOBAHHS U, B 3aKII0OUE-
HHe, cHATHA Boc-3amuThl ¢ momomntsio TOV. JKXMC-1: tz=0.60 MuH, [M+1]" 378.29.

Mpumep 69:  N-(2-(zudTOopMETOKCH)-6-METHIITHUPHINH-3 1) - 3-(3-U30pONMIITUpa3uH-2-1i)- 1 -cyb-
(amomnazeTunH-3-kapOOKCaMHUIL.

N-(2-(IudropmeTokcH)-6-Me THIUPHANH-3-11)-3-(3-M300pONMIIHPa3HH-2-1IT)- | -CyIb(haMOonIa3eTHIHH-
3-xapOokcaMua mpuM. 69 MONTydYaroT U3 HpUM. 68 B COOTBETCTBHU C METOJIOM, ONMCAHHBIM JJsI IpUM. 15-5.
KXMC-1: tg=1.00 mun, [M+1]"457.27.

Tabmuna 19. Ipumepst 70-77.

[Ipumepsr 70-77 mony4yaroT W3 KOMMEPYECKH TOCTYIHBIX MM CHHTE3UPOBAHHBIX 3-aTKOKCHITUPHINH-2-
aMUHOB ¥ IMPOMEKYTOUHBIX coeauHeHni 1-6, 1-20 wm [-21, nucrons3ys POCl; MeTonuKy, OMMCaHHYTO JIJIS TIPUM.
4. B cinydae ucronp3oBaHus [-21, BEIIOTHSIOT TOCIEA0BATEILHOCTh coueTanue Cy3yKu/THAPUPOBAHHUE IJIST BBE-
neHust pparMeHTa iPr mocie aMuIHOTO COUSTAHMS.

AHanuTH4ec-
IIpumep Hassanue KU€ NaHHbIE
KXMC-1
N-(5-xn0p-3-MerokcunupuauH-2-umn)-3-(2- [M+1]7361.23
IIpum. 70
H30MPONUI(PEHUI )a3eTUANH-3-KapOoKcaMu tg 0.63
T
N-(5-6poMm-3-MeToKCHTTHPUANH-2-H1T)-3-(2- [M*1] 404.25
IIpum. 71 u 406.23
n3onpommideHn)aseTuanH-3-kapobokcaMun e 0.65
R U.
N-(5-xn0p-3-(andpropmMerokcH)mupunnn-2-un)-3-(2- | [M+1]7 396.25
IIpum. 72
uzonponuiI(eHns)a3eTHINH-3-KapOoKcaMu tr 0.68
+ +
N-(5-6pom-3-(nupTopmMeToKCH ) TUPUANH-2-11)-3-(2- [M*1] 44021
IIpum. 73 u442.21
nzonponmideHm)azeTuANH-3-kapbokcamMus te 069
R V.
N-(3-(mudropmeTokcn)-5-Metunnupuaun-2-un)-3-(2- | [M+1]7376.29
IIpum. 74
uzonponuiadeHns)a3eTuInH-3-KapOoKcaMu tg 0.64
N-(3,5-aumerokcunupuans-2-umn)-3-(2- [M+1]7356.27
Ilpum. 75
uzonponuiIeHn)aseTHINH-3-KapOoKkcaMu g tr 0.64
N-(5-xmn0p-3-(audropmerokcn)nupuann-2-un)-3-(2- | [M+1]7 422.27
IIpum. 76
UKJIONEeHTUIeH! )a3eTUANH-3 -KapOOKcCaMu tr 0.76
N-(5-xnop-3-(audropmMeroxcu)mupunun-2-un)-3-(3- | [M+1]7 397.23
Ilpum. 77
HW30MPONHJINUPUANH-2-HJT)a3e THAHH-3 -KapOOKCcaMHuI tg 0.62

Tabmuna 20. [Tpumepsr 78-1 - 78-3.

IIpumepsr 78-1 - 78-3 cuHTE3UPYIOT MYTEM BOCCTAHOBUTEIBHOIO aMUHHMPOBAHUS, KaK OMHCAHO I IpU-
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PBI OMBUISIOT ¢ ToMoInbo 2H. LiOH mocie cTannn BOCCTaHOBUTEIIEHOTO aMUHUPOBAHUS.

AHanuTH4ec-
ITpumep Haszsanue KH€ JTaHHbIE
AKXMC-1
Metun 4-(3-((5-xnop-3-(audTOpMETOKCH)THPUANH-2 - [M+1]" 524 32
ITpum. 78-1 | un)xkapGamownn)-3-(2-uzonponundeHun)aseTuauu-1 - te 0.82
uin)-2,2-TuMeTHI0yTaHOAT R
4-(3-((5-xm0p-3-(nuTOPMETOKCH ) TUPUAUH-2 - [M+1]" 510,30
ITpum. 78-2 | un)xapbamorn)-3-(2-uzonponundeHns)a3eTHamuH-1- t0 0.76
nn)-2,2-1UMeTHIOYTaHOBAsI KHCIIOTA R
4-(3-((5-6pom-3-(nudTopMeTOKCH ) TUPUAHH-2- [M+1]" 554.28
IIpum. 78-3 | mm)xapbamormn)-3-(2-uzonponundeHnn)aseTuauH- 1- u556.28
un)-2,2-TAMETUIOYTaHOBAsI KHCIIOTA tr 0.78

Tabmuna 21. Ilpumepst 79-1 - 79-7.

IIpumepst 79-1 - 79-7 cuHTE3UPYIOT C TOMOIIBIO0 AMUIHOTO codeTaHus u3 npuM. 70, npum. 71, npum. 72,
npuM. 73 wim npuM. 74 1 anuiIxsiopuia WM kapooHoBo# kucnotsl B npucyrctsun EDC/HOBt, wim T3P u op-
raangeckoro ocHoBaHus (Hanpumep, DIPEA, mupuaun). OyHKIIMOHATBLHBIC TPYIIIHI, TAKWE KaK KUCIOTHAS WIIH
CIIUPTOBAS TPYIIA, MOTYT OBITh 3aIIUIIEHBI COOTBETCTBYIOIICH 3alIMTHOM Tpynmoi. Hampumep, cioxHbie ddu-

PBI OMBUISIOT ¢ ToMoIb0 2H. LiOH mocine cTanun BOCCTAaHOBUTEIIEHOTO aMUHUPOBAHUS.

AHanurudec-
IIpumep Hazsanue KH€ TaHHbIE
KXMC-1
metin 4-(3-((5-6pom-3-(audropmerokcn)mupunun- | [M+1]" 582.28
IIpum. 79-1 | 2-un)kapbamonn)-3-(2-usonponuiadeHun)a3eTUINH- u 584.28
1-un)-2,2-numetnn-4-okcodyTaHoat tr 1.24
ITpum. 79-2 4-(3-((5-6pom-3-(nuhTOPMETOKCH) THPUAUH-2- [M+1]" 568.24
un)kapbamomnn)-3-(2-u3onponmind)eHr )a3eTuauH- 1 - u 570.24
un)-2,2-nuMeTHi-4-okcoOyTaHOBasl KUCJIOTA tr 1.14
4-(3-((5-xnop-3-(AuPTOPMETOKCH )IUPUANH-2 - +
Ipum. 79-3 | un)kapbamomnn)-3-(2-n3onponmindeHmn)aseTnang-1- [M+t1]1 51224'28
un)-2,2-nuMetTuin-4-okcoOyTaHOBAsL KHUCJIOTA R
4-(3-((5-xn0op-3-MeTOKCUNIUPUUH-2 - +
Ipum. 79-4 | un)kapbamornn)-3-(2-n3onponmindeHrn)a3eTuauH-1- [M+t1] | %868'30
uj)-2,2-1uMeTHI-4-0kco0yTaHOBasI KHCJIOTa R
4-(3-((5-0pom-3-MEeTOKCHITHPUAUH-2- [M+1]" 532.26
IIpum. 79-5 | un)kapbamoun)-3-(2-usonponmindeHi)a3eTnaus-1- u 534.26
ui)-2,2-1uMeTHI-4-0KCOOyTaHOBAas KUCJIOTA tg 1.08
4-(3-((3-(nudropmMeTOKCH )-5-METUNNUPUIUH-2- [M+1]° 504.30
Ipum. 79-6 | un)kapbamomnn)-3-(2-u3onponrideHrn)a3eTnanH-1-
tr 1.06
uj)-2,2-1uMeTII-4-0kco0yTaHOBas KUCIOTA
1-(2-(3-((3-(maudpTOpMETOKCH)-5-METHITHPUAUH-2 - +
[M+1]" 516.40
Ipum. 79-7 | un)kapbamomnn)-3-(2-u3onponuideHun)azeTnann-1- te 1.08
WJ1)-2-0KCOTHII ) IUKI00yTaH- 1 -kapOoHOBasA KHUCIOTA R

Tab6mmra 22. TTpumepst 80-1 u 80-2.

ITpumepsr 80-1 1 80-2 CHHTE3UPYIOT, UCTIONB3YSI METOAMKY, ONMMMCAHHYIO Uit ipuM. 13-1 - 13-27, ucxons

u3 puM. 74.

AHanuTH4ec-
IIpumep Hassanue KH€ JaHHBIE
KXMC-1
6ensun 3-((3-((3-(mudpTopMeTOKCH )-5-METUITTUPUIUH - +
[M+1]" 602.36
IIpum. 80-1 | 2-un)kapbamon)-3-(2-u3onponundeHun)a3eTuans-1- 1,30
u1)Cy b OHII)IPONAHOAT RE2
3-((3-((3-(nudTopMeTOKCH )-5-METHIITUPHUIUH-2 - +
[M+1]" 512.27
Ipum. 80-2 | wmm)kapbamoni)-3-(2-u3onponmndeHun)aseTuauH-1- 0 1.05
u)Cynb(OHMI)IPONAHOBAS KHCIOTA R

Tab6mmma 23. Tlpumepst 81-1 - 81-5.

ITpumepsnr 81-1 - 81-5 CHHTE3UPYIOT B COOTBETCTBUU C METOJIMKOH, ONMMCAHHOM [T TpuM. 15-5, ucxoms u3

npum. 70, mpuMm. 71, mpum. 72, ipum. 73, ipuM. 75, mpuM. 76 wiu ipum. 77.
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AHanuruuec-
ITpumep Hazsanue KH€ JaHHbIE
KXMC-1
N-(5-x70p-3-MeTOKCUNIHPUAUH-2-11)-3-(2- [M+1]" 439.27
IIpum. 81-1 usonponuigeHmn)-1-cyaphaMonnaseTHANH-3- te 0.99 ’
kapbokcaMun R
ITpum. 81-2 N-(5-6pom-3-MeTOKCHUTTUPHUANH-2-111)-3-(2- [M+1]" 483.10
nszonponuiadeHmn)- 1 -cyabhamonna3zeTHANH-3- n485.10
kapOokcamun tg 1.00
N-(5-xm0p-3-(nudTopmeTokcu)mupuanH-2-min)-3-(2- +
ITpum. 81-3 n3zonponuiadeHmn)-1-cyappamonnaszeTHANH-3- [M+tl] 1 ‘(‘)’25'22
kapOokcamun R
N-(5-6pom-3-(nupTOpMETOKCH ) TUPUAUH-2-111)-3-(2- [M+1]° 521.20
ITpum. 81-4 nszonponuiadeHmn)-1-cyaphamonnazeTHANH-3- 12
kapbokcamun R
N-(3,5-auMeTOKCUTTUPUANH-2-1JT)-3-(2- [M+1]" 43531
ITpum. 81-5 uzonponuiadeHmn)-1-cyaphamonnazeTHANH-3- te 0.90
kapbokcamun R
N-(5-xn0p-3-(nudTOpMETOKCH ) TUPUAUH-2-1T)-3-(2- [M+1]" 501,23
ITpum. 81-6 nukinoneHTundenun)-1-cynspamonnazeTugus-3- o 1.15
kapOokcamun R
N-(5-xnop-3-(audTopMeTokcH)mupuUanH-2-11)-3-(3- +
[M+1]" 476.14
IIpum. 81-7 | uzonponunnupuanH-2-un)-1-cynsdamonnazeTugus-3- t. 0.98
kapbokcamun R

Tabmuna 24. Ipumepsr 82-1 n 82-2.
IIpumeps! 82-1 u 82-2 CHUHTE3UPYIOT U3 U30LMAHATOLUKIONPONAHAa U IPUM. 72 WK NpUM. 73, UCHIONb3YS
MeTon A, onucaHHbIi s npum. 17-2.

IIpumep HasBanue METOX | AHaJHTHYEC-
KHE NaHHBIC
KXMC-1
IMpum. 82-1 | N3-(5-xn0p-3-(AudpTOPMETOKCH ) TUPUAUH-2- A [M+1]"
un)-N1-guknaonponmi-3-(2- 479.29
usonponuiageHun)a3eTuann-1,3- tg 1.09
nukapboxcamun
IIpum. 82-2 [ N3-(5-0pom-3-(auhTOpMeTOKCH)TUPHINH-2- A [M+1]"
nun)-N1-nuxnonponun-3-(2- 52324 n
usonponuiapeHun)aseTuaun-1,3- 525.24
nukapboxcamun tr 1.10

Tab6mmma 25. TIpumepst 83-1 - 83-3.
ITpumepsn! 83-1 - 83-3 cuHTE3UPYIOT U3 IPUM. 74, UCTIOIB3YST METOJIUKY, OMTUCAHHYIO JUIS TpUM. 14-1.

AHanuTuyec-
IIpumep HazBaHue KH€ JTaHHbIE
KXMC-1
2-meTokcu-2-0okcoaTi 3-((3-(qupropmerokcu)-5- +
+
ITpum. 83-1 METHWINUPHINH-2-UuT)Kkapbamoni)-3-(2- M tl] | 4122'30
R 1.

H30MPOMII(PEHMI )a3eTUANH- | -kapOoKcuIaT
2-((3-((3-(nudTopmMeTOKCH )-5-METHINUP UM H-2 -
Ipum. 83-2 | um)kapbamomnin)-3-(2-uzonponundeHmn)azeTuaus-1-

KapOOHIII)OKCH)YKCYCHAsT KHCJIOTa
1-((3-((3-(mupTOpMETOKCH )-5-METUNTUP U H-2~
un)kap6amonn)-3-(2-usonponunpenun)aseruaun-1- [ [M+1]" 518.32
KapOOHMIT)OKCH ) IUKJIOTIpOnaH- 1 -kapOoHOBast tr 1.09

KHucJjaora

[pumep  84:  N-(3-(mudropmerokcy)-5-MeTHIMHPHIUH-2-11)-3-(2-u30nponuidpennn)- 1 -(4-okco-4,5-
JTUTHAPOOKCA30II-2 -1 )a3e TUANH- 3 -KapOOKCaMUI.

N-(3-(IudropmeTokcn)-5-MeTHIMUAPUINH-2-11)-3-(2-n30mpornuiderun)- 1 -(4-okco-4,5-Turuapookcas3ol-
2-Wn)a3eTHINH-3-KapOoKcaMul TIpuM. 84 CHHTE3MPYIOT U3 MPUM. 74, UCTIOIB3yS METOAWKY, ONMMCAHHYIO IS
npuM. 19. JKXMC-1: t,=0.97 mun, [M+1]" 459.31.

Ccputounbiit mpuMep 85: N-(2-MeTOKCHTTUPHUIUH-3-1T)-3 - eHUITa3e THINH-3 -KapOOKCaMHI.

1) PactBOp mpomexyrounoro coeaunenus 1-2 (678 mr, 1.61 mmounp) B TT'® (30 M) u MeOH (60 M) ne-
Ta3upyIOT aproHOM. 3aTteM A00aBISIIOT TUAPOKCH mautanus (210 MT) U peakKIMOHHYIO CMECh THIPUPYIOT MPH
aTMoc(epHOM JaBIeHUH B TeueHue 2 4. CMech QUIBTPYIOT Yepe3 HaOMBKY mennta. HaOuBKY MpOMBIBAIOT CMe-

[M+1]" 478.30
tg 1.04

ITpum. 83-3
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cpto TT®/MeOH (1:1) u opranuueckuii pacTBOp KOHIEHTPUPYIOT B BAKYyME C MOJy4eHHEM 3-(eHMIa3eTHINH-
3-xap6onoBoii kucyotsl (271 mr, 95%). Ilocnenntoro (271 mr, 1.53 Mmonb) pactBopsitor B cmecu TT'd/Bona
(60/10 mm), u no6asmsrot DIPEA (1.05 mur) ¢ mocnenytomum go6asienneM Boc,O (334 mr, 1.53 mmons). Cryc-
TA 2 4yaca JISTy4He BEIIeCTBa YIapHUBAIOT M OCTABIIUICS BOAHBIH PAaCTBOP AKCTPArupyroT ¢ moMoibsio JIXM (20
w1, 3ateM 3x10 mur). OpraHudecKre SKCTPaKThl OOBEANHSIOT M ynapuBaloT. OCTaToOK OYHMIIAIOT C MTOMOLIBIO
npen-BOXX (ycmoBus mpen-BOXX-1) ¢ momydenuem  1-(Tper-OyTokcHKapOOHWIN)-3-(heHUTa3eTHINH-3-
KapOOHOBOW KHCIIOTHI B BHJIE Oenoro TBepaoro Bemectsa (340 mr, Berxox 80%). 'H SIMP (400 MI', CDCly) 6:
7.43-7.37 (m, 2H), 7.36-7.30 (m, 3H), 4.63 (d, J=8.7 I';, 2H), 4.34 (d, J=8.7 ', 2H).

2) 1-Boc-3-pennnazetuann-3-kapOOHOBYIO KHCIOTY COYETAlOT € KOMMEPUYECKH JOCTYNHBIM 2-
METOKCUITUPUANH-3-aMHHOM B yCJIOBUAX POCIL;/Pyr/IM®A ¢ mocneayomuM CHITHEM Boc-3amuThl ¢ ToMo-
mpio TOVY ¢ nmonaydeHreM yKa3aHHOTO B 3aroJIOBKE COSAMHEHHS MpHUM. 85 B BHe 0€lI0ro TBEPIOTO BEIIECTBA.
KXMC-1: tg=0.49 mun, [M+1]" 284.18.

CchblU104HBII IpuMep 86: 1-(N-(2-merokcnaThin)cynbhamon)-N-(2-MeTOKCUTUPUANH-3-11)-3 -
(henmnazeTHINH-3-KapOOKCaAMIT.

1-(N-(2-Metokcnatii)cynbhamoni)-N-(2-MeTOKCUITUPUANH-3 -1T)-3 -(heHNITa3e THIHH-3 -KapOOKcaMu g
npuM. 86 TMONYYAKOT U3 IpUM. 85 Mo aHamormu ¢ mpum. 15-1. JKXMC-1: 0.97 mun, [M+1]" 421.30. 'H SIMP
(400 MI'i, CDCl;) 6: 8.59 (d, J=7.8 I'y, 1H), 7.85 (d, J=4.8 I'y, 1H), 7.61 (s, 1H), 7.55-7.47 (m, 2H), 7.47-7.40
(m, 1H), 7.35 (d, J=7.7 T'n, 2H), 6.90 (dd, J,=5.1 I'n, J,=7.7 ', 1H), 4.67 (t, J=5.8 I'n, 1H), 4.63 (d, J=7.6 I'L,
2H), 4.37 (d, J=7.6 T'w, 2H), 3.85 (s, 3H), 3.53 (t, J=4.9 ', 2H), 3.40-3.31 (m, 5H).

Buonorunueckue aHanussl

AHanu3 pekpyTHHTa 6eTa-appecTHHa ¢ IeNbio onpenenenns 3HaueHut [Csy aimst LPAR, uenoBeka

Krnerkn Tango™ EDG2-bla U20S mnomydator ot Invitrogen. 3tu knetku comepxkar k/IHK penenropa
LPA, genoBeka, cBsi3aHHyro ¢ caiitom nipoteassl TEV, u ¢akrop tpanckpunimu Gal4-VP16, BcTpoeHHBIH B Ta-
kyto Tango™ GPCR-bla U20S poanTenbckyro KJIETOYHYIO JIMHUIO. DTa POJUTENbCKas KIETOYHAs JIMHHS CTa-
OWIIBHO DKCIPECCUPYET CIUTHIN Oenok Oeta-appectun/mporeasa TEV u penoprepHslii reH Oera-nakramassl (bla)
nox koHTposem 3nmemenTa orBeta UAS. [Tocie cBsizpiBanmst LPA (aronwmct), penentop LPA ;| akTuBupyeTcs, 9To
MPUBOJIUT K PEKPYTHUHTY appeCTHH-IIPOTEA3bI H MPOTCOIUTHIECKOMY BBICBOOOXKICHNIO (DakTOpa TPAHCKPHUIIIIHH.
3areM (hakTOp TPAHCKPHUIILUHU PETYINPYET TPAHCKPUIINIO OeTa-ITaKkTaMa3sHO pernopTepHONH KOHCTPYKIMHU, YTO
M3MEPSIOT TP J0OaBJIEHNH CyOCTpaTa )KUBBIX KIETOK.

10'000 xmetox Tango™ EDG2-bla U20S BeiceBaroT B 384-TyHOUHBIN YepHBIA TUIAHIIET C MPO3PAYHBIM
naoM B 30 mxut cpensl Freestyle 293 Expression Medium (Invitrogen) u nnkyoupyrot B Tedenue 20 4 npu 37°C,
5% CO,. C 11enpI0 BBIMOIHCHHS aHAIM30B HA aHTAaTOHHU3M, JOOABISAIOT 5 MKI Ha TYHKY TECTUPYEMOTO COCIHMHE-
Hus (cepus pasenenuit B cmecu JJMCO/cpena Freestyle 293 Expression Medium/0.1% BSA 6e3 *HpHBIX Ku-
ciot (Sigma)) uinu OydepHsIii KOHTPOIIB, M HHKYOUpyroT B Tedenue 30 mun npu 37°C, 5% CO,. [lobasmstor 5
Mk Ha JiyHKY LPA 18:1 (koHeunas konnentpanus 500 HM) (pactBop B cMmecH cpena Freestyle 293 Expression
Medium/0.1% BSA 6e3 xupHbIX KucsIOT (Sigma)) 1 IUIaHIIeT HHKYOupytoT B TeueHue 16 1 npu 37°C, 5% CO..
3areM KJIETKH B TEMHOTE Harpyskatot cyocrpatom LiveBLAzer-FRET™ B/G Substrate (Invitrogen) B Teuenue 2
9 ¥ U3MEpPSIOT ucnyckanue Quryopecrernuu npu 460 amM u 530 HM, UCTIONB3Ys TUTaHIIET-puaep SynergyMx (Bi-
oTek). ITocne BeruuTanus GpoHa U3 000MX KaHAJIOB, PACCUHUTHIBAIOT COOTHOIIEHUE 3HAYCHUIH WCIYCKAHHS TIPH
460/530 HM TSI KaXXa0H JTYHKH, 3aTEM CTPOST rpaduK U MOATOHSIOT €ro K 4-mapaMeTpuIecKOr JIOTUCTHIECCKOM
¢dynkuu ¢ momydenueM 3HaueHH 1Csg. ICso mpencTaBisieT co00i KOHIIEHTPAIMIO aHTarOHUCTA, WHTHOUPYIO-
nryio 50% MakcHMalbHOTO OTBETA.

Bbut M3MepeHs! 3HAYCHUS] aHTArOHUCTHYECKOW akTUBHOCTH (3HaueHust [1Cs)) MpUBEICHHBIX B KayecTBE
NPUMEPOB COCIMHCHNH; YIIOMSIHYThIC 3HAYCHUS aHTarOHUCTHYECKOW aKTHBHOCTH NIPE/ICTAaBICHBI B Ta0I. 26.
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Tabmuma 26. ICs,

IIpumep 1Cs9 LPAR, ITpumep 1Cso LPAR; IIpumep 1C50 LPAR,
[aM] [aM] [eM]
1 421 12-36 21 14-6 143
2 320 12-37 22 14-7 79
3 10 12-38 25 14-8 14
4 8 12-39 481 14-9 42
4-1 19 12-40 60 14-10 4
5 594 12-41 69 14-11 127
6 84 12-42 71 14-12 5
6-1 605 12-43 106 14-13 29
7 413 12-44 79 14-14 30
8 338 12-45 61 15-1 5
9 163 12-46 556 15-2 7
10 7 12-47 59 15-3 11
11-1 6 12-48 9 15-4 15
11-2 5 12-49 30 15-5 1.3
11-3 32 12-50 9 15-6 10
11-4 5 12-51 360 15-7 4
11-5 29 12-52 9 15-8 4
11-6 11 12-53 17 15-9 10
11-7 13 12-54 10 15-10 10
11-8 55 12-55 3 15-11 6
11-9 14 12-56 7 15-12 25
11-10 12 12-57 17 15-13 11
11-11 5 12-58 10 15-14 2
11-12 22 12-59 10 15-15 10
11-13 16 12-60 58 15-16 50
11-14 14 12-61 276 15-17 31
11-15 22 12-62 65 15-18 7
11-16 4 12-63 10 16-1 69
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11-17 48 12-64 19 16-2 158
11-18 8 12-65 3 16-3 83
11-19 14 12-66 12 16-4 120
11-20 6 12-67 75 16-5 47
11-21 60 12-68 33 17-1 18
11-22 108 12-69 230 17-2 12
11-23 775 12-70 60 17-3 8

11-24 280 12-71 10 17-4 34
11-25 20 12-72 4 17-5 41
11-26 400 12-73 7 17-6 9

11-27 38 12-74 97 17-7 26
11-28 12 12-75 50 17-8 4

11-29 11 12-76 7 17-9 48
11-30 98 12-77 31 17-10 13
11-31 7 12-78 27 17-11 46
11-32 805 12-79 15 17-12 11
11-33 8 12-80 18 17-13 25
11-34 79 12-81 34 17-14 7

11-35 43 12-82 6 17-15 16
11-36 9 12-83 24 17-16 9

11-37 6 12-84 51 17-17 12
11-38 270 12-85 140 17-18 6

11-39 10 12-86 27 17-19 7

11-40 270 12-87 41 17-20 11
11-41 67 12-88 5 17-21 5

11-42 43 12-89 2 17-22 9

11-43 310 12-90 14 17-23 5

11-44 5 12-91 5 17-24 86
11-45 64 12-92 110 17-25 270
11-46 17 12-93 7 17-26 240
11-47 41 12-94 51 17-27 210
11-48 304 12-95 14 18-1 16
11-49 547 12-96 34 18-2 6

11-50 47 12-97 13 18-3 7

11-51 41 12-98 26 18-4 31
11-52 79 12-99 16 18-5 11
11-53 115 12-100 23 18-6 10
11-54 95 12-101 83 18-7 12
11-55 142 12-102 12 18-8 10
11-56 64 12-103 19 18-9 11

11-57 12 12-104 41 18-10 120
11-58 68 12-105 54 18-11 34
11-59 38 12-106 59 18-12 11
11-60 47 12-107 150 18-13 17
11-61 39 12-108 28 18-14 560
11-62 48 12-109 20 18-15 47
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11-63 92 12-110 66 18-16 2
11-64 63 12-111 18 18-17 8
11-65 315 12-112 39 18-18 1
11-66 14 12-113 53 18-19 2
11-67 326 12-114 2675 18-20 2
11-68 23 12-115 7 18-21 10
11-69 15 12-116 63 18-22 1
11-70 69 12-117 7 18-23 4
11-71 7 12-118 30 18-24 2
11-72 52 12-119 35 18-25 5
11-73 46 12-120 11 18-26 48
11-74 28 12-121 310 18-27 10
11-75 29 12-122 15 18-28 6
11-76 18 12-123 41 18-29 71
11-77 4.6 12-124 56 18-30 41
11-78 191 12-125 35 18-31 20
11-79 19 12-126 46 18-32 34
11-80 297 12-127 43 18-33 3
11-81 88 12-128 10 18-34 3
11-82 193 12-129 58 18-35 30
11-83 20 12-130 48 18-36 16
11-84 45 12-131 640 19 4
11-85 191 12-132 35 20 37
11-86 10 12-133 140 21 12
11-87 26 12-134 6 22 21
11-88 6 12-135 8 23 664
11-89 73 12-136 9 24 31
11-90 45 12-137 225 25 8.6
11-91 46 12-138 43 26 235
11-92 44 12-139 165 27 13
11-93 65 12-140 122 28 23
11-94 64 12-141 204 29 420
11-95 15 12-142 18 30 33
12-1 15 13-1 7 31-1 19
12-2 10 13-2 7 31-2 6
12-3 16 13-3 14 31-3 5
12-4 20 13-4 10 31-4 89
12-5 14 13-5 4 31-5 14
12-6 13 13-6 26 31-6 185
12-7 13 13-7 17 31-7 8
12-8 10 13-8 7 32 447
12-9 27 13-9 37 33 33
12-10 155 13-10 20 34 142
12-11 7 13-11 366 35 75
12-12 7 13-12 4 36 8
12-13 17 13-13 1755 37 112
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12-14 7 13-14 10 38 287
12-15 36 13-15 280 39-1 51
12-16 9 13-16 16 39-2 15
12-17 25 13-17 7.0 39-3 40
12-18 25 13-18 72 39-4 5
12-19 17 13-19 55 39-5 10
12-20 2 13-20 18 39-6 56
12-21 5.6 13-21 14 40 29
12-22 7 13-22 270 41 96
12-23 21 13-23 100 42 7
12-24 19 13-24 750 43 14
12-25 15 13-25 400 44 155
12-26 7 13-26 25 45 63
12-27 4 13-27 28 46 100
12-28 222 13-28 110 47 95
12-29 32 13-29 10 48 103
12-30 25 13-30 49 49 44
12-31 337 14-1 12 50 68
12-32 1715 14-2 4.3 51 80
12-33 10 14-3 6 52 51
12-34 33 14-4 16 53 17
12-35 41 14-5 9
54 69 71 564 80-1 55
55 44 72 15 80-2 110
56 8 73 10 81-1 15
57 54 74 486 81-2 13
58 48 75 4380 81-3 2
59 270 76 19 81-4 2
60 333 77 1030 81-5 63
61 70 78-1 457 81-6 22
62 3 78-2 17 81-7 5
63 8 78-3 13 82-1 3
64 15 79-1 65 82-2 3
65 37 79-2 11 83-1 74
66 1660 79-3 17 83-2 88
67 82 79-4 123 83-3 76
68 7620 79-5 104 84 310
69 27 79-6 200
70 866 79-7 61
Ccrpin. >10 000 Ccpin. >10 000
npumep 85 npumep 86

Ornenka 3¢ (peKTUBHOCTH in Vivo

D¢ pextuBHOCTS in Vivo coequnennii Gopmyin (1), (II) u (III) MoxkHO OompenenuTh, UCTIONB3YS MBIILIUHYIO
MOJIETIb NTPOTIOTEBAHMS KUIKOCTH depe3 coCybl KoxH, BeizBaHHOTO LPA. Camkam meIneit Balb/c BBoasT 6o
HOCHTEJIb, JTU0O TECTHpyeMoe coelMHeHHe (I1/0) 1Mo MeHbIeil Mepe 3a 1 4 10 BBeIeHHsI MapKepa albOyMuHa -
curero DBanca (50 mr/kr, B/B, 0.9% NaCl) u nocienyromeit crumymsamuu ¢ momomipio LPA (5 mxr, B/k). Uepes
30 MuH, MbIIEH yMepIBILSIIOT myTeM HHramanun CO,. JIucku KoXH U3 MECT MHBEKINH YAAISIIOT, JUTCPUPYIOT B
dbopmamune (500 mxit, 37°C, 24 4), u copepKaHUe CHHETO DBaHCa KOJIWISCTBEHHOTO ONMPEACISAIOT ¢ TTOMOIIHIO
KOJIOPUMETPHUIECKOTO aHann3a. Pe3ynbTaThl BRIPaXalOT B BUJE KOJMYECTBA CHHETO DBAHCA, NMPOHHKIIETO W3
COCYZIOB B TKaHH, U3 pacueTa Ha OJHMH JUCK KOKH (MKI/IHCK).

Hampumep, coennuaenune mpum. 12-21, mocie nepopaibHOT0 BBEACHHS MbIIaM B 1o3upoBke 100 Mr/kr, mo
CPaBHEHHUIO C IPYIIIOH KUBOTHBIX, IOJIYYaBIINX TOJIBKO HOCHTEIB, CIOCOOHO 3()(heKTHBHO CHIKAaTh BBI3BAHHOE
LPA npomoreBaHne >KHIKOCTH 4epe3 cocyipl. CHIDKEHHE MPONOTEBAHMS )KUAKOCTH Yepe3 COCYABI M0 CpaBHE-
HUIO C TPYIIIOH HOCUTENS COCTaBISUIO >60%.
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OOPMVIIA U30BPETEHUA

1. Coennnenue dpopmyisl (1)

Dopmyaa (I),

rae

W npencrasnser coboit N u Z npezacrasinsier coboit CH; nnn

Z npenctasiser coboit N u W npexacrasisiet coboii CH;

R' o3nauaer Bomopox wiu hrop;

R? o3Hauaer BOZIOPO/I, TaJIOTeH, METHJI, STHJI, METOKCH WJIH STOKCH;

R? o3nauaer C.;ankokcn win C3(hTOpaTKkoKCH;

Ar' MIPEACTaBIsAET COO0W (EHWIT MU O-WICHHBIH TeTepoapwil, COIEPKaIIuil OUH WM JIBa aToMa a3oTa,
TJe yKa3aHHas rpynna Ar'! 3aMelIeHa oCPeICTBOM R*u RS, rae

R* o3nauaer H-TIpomwL, u3onponui, C; ¢IIUKIOANTKUII, HEOOSI3aTeIBHO COACPKAIIAN KOJBICBOW aTOM KH-
CJ0pOJIa, WU LUKJIONEHT-1-eH-1-1i; u

R’ MPEJCTaBISCT cOO0I OJMH 3aMECTUTENh, HE3aBHCUMO BBIOPAHHBIA W3 BOJIOPOJa, (PTOpa, METHIA HITH
METOKCH,

M ¥ N HE3aBUCHMO IMPEICTABIIOT co00# menoe uucino 1 win 2; u

rpynma -L-R® npezcrapnser co6oit

BOZIOPOL;

-C,_4ankui;

-Co_gankuiieH-C;_glUKI0anKui;, rae Cs ¢lIMKI0aIKII HE3aBUCUMO HE3aMEIICH I MOHO3aMEIIICH T'aJIOTeHOM;

-CO-H;

-LI—CO—RC“, rie R HesaBucmmo mpeacraBisieT coboit ruapokcH; -O-6emsmi;, -O-Cganku;
Ci-dropankw; wiu —NRN”RNIZ; e HesaBucumo R o3Hauaer Bogopon mwin C;_4alkui, u R™'? o3mauaer Bo-
nopona, C_4ankui, -SO,-C_¢aldKui uiu -O-RO“, rre R®'"! Hesasucumo mpeacTaBisieT co0oit Bomopon, Ci gaIKul,
WM OSH3UIT; U

-L'- HesaBucHMO MPEJCTABISCT COOOM

-C.¢ankmien-, -CO-C_qankmieH-, -SO,-C,_gankuneH-, -CO-O-C_¢ankunen-, -CO-NH-C,_gankuneH- wimn
-S0O,-NH-C,_¢ankuien-;

-C_¢anmkmneH-, -CO-C_¢ankunen- win -SO,-C| ¢ankuiieH-; TIe B BBIIICYKa3aHHBIX TPYMIaxX YKa3aHHBIH
C|_cTKHJIEH HEe3aBUCUMO MOHO3aMelleH ruipokc, Cisankoke, -O-CO-C_jankuinoMm wim -NRNBRNM; rae Hesa-
sucumo RV o3nauaer Boopoa Wi C;_4alKull, u RM* osnauaer Bojopox, C;sankun wiu -CO-O-C_jankwu,

-C,_gankmneH-, -CO-C, gankunen- win -SO,-C, ¢alkuiieH-; TIe B BBIIICYKa3aHHBIX TPYMIAaX YKa3aHHBIH
C,.¢IKWIICH HE3aBUCHUMO SIBIISIETCS TU3aMEIICHHBIM, T/I¢ 3aMECTUTENIN HE3aBUCUMO BHIOMPAIOT U3 THIPOKCH U -
NRNISRNM; e nesasucumo RN o3nauaer Bogopo win C_4aJKmI, U RN o3nauaer Bogopo, C_4aJIKiII WK
-CO-0O-C,_jankwun,

-Cy.4anxunen-Cs_giuknoankuineH-Co gankuneH-, -CO-Cy_sankuneH-Cs giiuknoankuieH-Co jakmieH-, -SO,-
Cy-sankmnen-C;_gimknoankuineH-Coy sankunern-, -CO-NH-C_jankuien-Cs giiuknoankuneH-Co 4alKuiaeH-  Win
-CO-0-Cy_sanxunen-Cs_gnuknoankmieH-Cy_4alKuieH-;

-C04aJ'IKI/IJIeH-Cy1—C04aJIKI/IJ'IeH-, —CO—C04aJ'IKI/IJ'IeH-Cy1—C(MaJ'IKI/IJ'IeH—, -CO-O—C04aJ'IKI/IJ'IeH—Cy1-C0_4aJ'IKI/DIeH-,
—CO-NH-C0_4aHKI/IH€H—Cy]—C0_4aJ'IKI/IJIeH-, -SOZ-C0_4aJ'IKI/IJ'I€H-Cy1-C0_4aJIKI/IJ'IeH- 28105 —SOZ-NH-C0_4aJ'IKI/IJ'IeH—Cy1—
Co4aIKHIIEH-; TIE Cy1 HE3aBUCHMO TMPEACTaBIsET c000i C3 q[eTePOIMKIOATKWICH, COACPKAIMUN OUH KOJIbIIE-
BOI aTOM KHCJIOPOJIa UM OJIMH KOJIBILIEBOM aTOM a30Ta, I7ie YKa3aHHBIA KOJIBIIEBOM a30T, B CIydae €CJIM OH UMEET
CcBOOOJTHYIO BaJICHTHOCTh, HE3aBUCHMO He3aMelleH i MoHo3amelneH C_jankuioM i -CO-0-C | jankuiom;

-C,_sankniieH-O-C,_jankmieH-O-C _jankuieH- win -CO-C_jankunen-O-C,_jankunen-O-C,_4alKuieH-;

-C2_4aHKI/IHeH—X11-C1_4aHKI/IHeH—, —CO-O—C2_4aHKI/IHeH—X11—C1_4aHKI/IHCH-, -CO—NH-C2_4aHKHHCH-X“—
C.4alKAJICH- WA -SOZ-NH-C2_4aJIKI/IJ'I€H-X11—C1_4aJ'IKI/IJ'IeH—; rre X' HesaBucumo MPECTaBIsIeT co00¥ aToM
KHCJIOPO/Ia WK a30Ta,

KOTOpBIA HE3aBUCHMO He3aMelleH uiau MoHo3amelneH C;jankunom, Csguuknoankuiaom win -CO-O-
C,_4aIKnIoOM,;

-CO—C1_4aJ'IKI/IJ'IeH-X12—C1_4aJ'IKI/IJ'IeH-, -SOZ-C1_4aJ'IKI/IJ'IeH—X12-C1_4aJ'IKI/IJ'IeH— mwm -CO-C,_jankuiicH-
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X12-C0_4aJ'IKI/IJ'IeH-C3_611I/IKJ'IO&J'IKI/IJ'IGH—CO_4aJ'IKI/IJ'IeH—; rae X'? HezaBucHMO IpeJCTaBIsIeT COOOH aTOM KHCIOopoaa
WIA a30Ta, KOTOPHI HE3aBUCUMO He3aMelleH wid MoHo3amenieH CjankuioM, C; ¢IHUKIOANKHIIOM,
-CO-0-C,_4ankunom unu C;_zankokcu-C, 4aIKHIOM;

-C2_4aHKI/IHeH-X13-C1_4aHKI/IHeH-; e X npenacrasiseT coboit -NH-CO- u tie ykazanHbii C,_4jallKuIeH He-
3aBUCHMO He3aMelleH MM MOHO3aMeIeH THAPOKCH;

-C1_4aHKI/IHeH-X14-C1_4aHKI/IHeH-; e X' npeacrasiseT coooit -CO-NH-;

-CO-C,_¢ankenunen- unn -SO,-C,_galIKEHUIIEH-; WITH

-CO-C,¢dTOopankuiieH-;

-L*-ruzpokcu; rae -L°- npeacrasiser coboit

-CO-C,_gankmnen- wiu -SO,-C,_calKuiieH-; T B BhIIICYKa3aHHBIX IPYINax ykazaHHbIA C|_gaJKUJIeH He3a-
BHCUMO HE3aMCIICH WJIM MOHO3aMelleH Truapokcu, Ci-(hTOopalKuiIoM HIu NRM™RM?, e mesaBucumo R™!
o3HavaeT Bogopo win C,_4ankui, u R™*? o3nauaer Bogopon, C_jankun win -CO-O-C_janku;

-C,_gankuiieH-, -CO-0O-C,_gankunen-, -CO-NH-C,_ sankunen- wim -SO,-NH-C, sankuien-, rae B BbllIEyKa-
3aHHBIX TpyMIax ykazaHHBIH C,alKHJICH HE3aBHCHMO HE3aMEIICH WM MOHO3aMeIIeH Tuapokcu, Ci-
(bropamkuIOoM HIH NRM?R™*, r1ie nesaBucumo R™ o3nauaer Bogopo wiu C;_,allKuil U R™* o3nauaer Bom0-
poxn, C_sankmn wim -CO-O-C_janmkwui;

-Cy_qsanknieH-Cs_giuxinoankunet-CoqankmieH-, -CO-CyanknneH-C; guukioankmieH-Co 4alKuieH- Wil
-SO,-Cysankunen-C;_gnukaoankmieH-Cy_4aIKnIeH-;

-C04aHKI/IHCH-Cy2—CO4aHKI/IHCH-, —CO-CO4aJIKI/IHCH-Cy2—C0_4aHKI/IHCH- WIN -Soz—C0_4aHKI/IHeH—Cy2-C0_4aHKI/IHeH—;
rae Cy2 HE3aBUCHMO MPEACTABIIET cO00H C;_qreTepOINKIOATKHICHOBYIO TPYIIITY, COAEPKAIIYIO OTUH KOJbIle-
BOM aTOM KHCJIOPOJia WA OJJUH KOJBIIEBOI aTOM a30Ta; I'/ie yKa3aHHBIH KOJBIIEBOH a30T, B CIy4ae CIIU OH UME-
eT CBOOOJNHYIO BAaJCHTHOCTh, HE3aBUCHMO He3aMmelleH win MoHo3amemieH Cijamkmwiom win -CO-0-Ci.
4ATTKHIIOM;

-C,.sanxunen-(0-Cy4ankunen),- umm -CO-C,_sankunen-(0-C,.4anKkunen),-; TAe p HE3aBHUCHMO TPe/ICTaBIs-
eT co0o¥i 1enoe unuciao 1 uiu 2;

-C2_4aHKI/IHeH-X21-C2_4aHKI/IHeH-; e X! MIPECTaBIIsIeT cOOOH aTOM a30Ta, KOTOPHIH He3aMeIleH U MO-
nozamemeH C_jankuioM, C;_giinknoankuioM win -CO-O-C | _ankuiioM;

-CO-C1_4aHKI/IHeH-X22—C2_43HKI/IJI€H-, —CO—C1_4aHKI/IHeH-X22-C1_4aHKI/HIeH-C3_6I_II/IKH03HKI/IHQH- i -SO,-
C]_4aHKI/IHeH-X22-C2_4aHKI/IHeH—; e X MIPECTaBIsAET COOOM aTOM a30Ta, KOTOPHIM HE3aBUCUMO HE3aMeIlleH WITH
moHo3aMmelleH C,_jankuiioM, C;_giirkaoankmioM win -CO-O-C_jankuioMm;

-C2_4aHKI/IHeH-X23-C1_4aHKI/IHeH-; e X* npenacrasiseT coboit -NH-CO- u rie ykazanHbii C,_4allKuiIeH He-
3aBHCHMO HE3aMEIICH WJIH MOHO3aMEIICH THIPOKCH;

-C 1_4aJ'IKI/IJ'I€H-X24-C2_4aJ'IKI/IJ'IeH-; rae X* npencrasiset coboit -CO-NH- u rae ykazanusrit C, 4aaKuiicH He-
3aBHCHMO HE3aMCIICH WJIM MOHO3aMCIICH THIPOKCH; FITH

3,4-nrokconukino0yT-1-en-1,2-mum;

-L3—O—RO31, rxe R%*! o3nauaer -Cqanxmi, -CO-C_gankun wim -CO-C,_4ankeHwT; u

-L*- HesaBucHMO MPECTABISCT COOOM

-C,_gankmiieH-, -CO-C_gankunen- wim -SO,-C, qankmieH-, -CO-O-C, ¢ankuien-, -CO-NH-C, qankuinen-
nin -SO,-NH-C,_sankuneH-;

-L4—NRN1RN2, rJic He3aBUCUMO RM o3mauaer Bogopo win Ci_4aJIKIIT; U R™ o3Havaer Bogopo; C_4alKu;
Cisbropankun; Cs gmuxmoankmt; Csankokcu-Co jankminer; -CO-Cjankun;, -SO,-Cjankwn;, wm -SO,-Ci-
(dbropankui; u

-L*- HesaBucHMO MPEJCTABISCT COOOM

-Cy.gankuiieH-, -CO-C_qankmieH-, -SO,-C,_gankuneH-, -CO-0O-C,_¢ankunen-, -CO-NH-C, gankuneH- wimn
-SO,-NH-C,_¢ankuiien-; uiu

-C04aJ'IKI/IJIeH-Cy4—C04aJIKI/IJ'IeH-, -CO—C04aJ'IKI/IJ'I€H—Cy4-C04aJ'IKI/IJ'I€H— W —S02-C04aJ'IKI/IJI€H—Cy4-C0_4aJ'IKI/U'I€H—;
rae Cy4 HE3aBUCHMO MPECTABISCT CO00H C3 ¢TeTepOIMKIOATKIICHOBYIO TPYIIITY, COJCPKAIIYIO OJJUH KOJIbIIC-
BOM aTOM KHCIIOPO/JIa;

-LS—NRNzRM, rne R™ oznauaer Bogopon, Csamkui umn C3ankokcu-C,_jallKuiIeH; 1 R™ oznauaer -CO-
O-C,_4ankum; -CO—NRNSIRN52, rre R™! u RM? gesasucumo BBIOHMparoT u3 Bomopoaa u Cj_jamkuna; mwin -SO,-
NRVSRM 16

nezaucumo RV o3nauaer Bostopo wi C_4ankui u R™* o3nauaer Bomopox, C;_samkmn wiu -CO-C_4akn;

u -L°- nezaBucumo TIPEeACTaBIsAET COO0M

-C,_gankmiteH-, -CO-C_gankunen- win -SO,-C, qankmieH-, -CO-O-C, ¢ankuien-, -CO-NH-C, qankuien-
i -SO,-NH-C,_¢ankuiien-;

-L(’—N(RN(’I)-O-ROG], rre RN o3nauaer Bogopo, -CO-C_jankun uin -CO-O-C_jankui; u R nesaBucu-
MO TpeaCTaBisIeT co00i Bogopo, Ci_¢alIKiil Win OCH3WIT,

1 -L°- HesaBucumo MpEeJCTaBIsICT COOOU

-Cy.gankuiieH-, -CO-C_qankuiieH-, -SO,-C,_gankuieH-, -CO-0O-C,_¢ankunen-, -CO-NH-C, gankuneH- wimn
-S0O,-NH-C,_¢ankuien-;

-L7—NRN5RN6, rie R™ osnauaer Bogopon wuiu  Cj_,aiKu; RN o3Havaer Bogopoxa, C;_,anmKkui,
-CO-Cy_ganxwmi, Ci_spropankui uiu Cs ¢IIUKIOATKIIT; U
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-L’- He3aBHCHMO MPECTABISCT COOOM

-CO- unu -SO,-;

-LS—Soz—RSSI, rie R HesaBucumo npencraBusier coboit -Cjgamkun; Ci-QTOPaNKWI, THAPOKCH;
—NRNglRNgz, e mesasucumo R™! o3mavaer Bogopo win C;_4alKuil U R™? o3nauaer Bogopon, C_sankwmi, -CO-
C|_6aIKWI; U

L% mezaBucumo MIPECTaBISAET COOOM

-C,.¢ankmien-, -CO-C_qankmieH-, -SO,-C,_gankunen-, -CO-O-C,_¢ankunen-, -CO-NH-C,_sankuneHn- win
-SO,-NH-C, sankunen-;

-L’-HET', rne HET' npencTaBnser co6oii 5- wiu 6-uieHHbIH reTepoapul, BHIOPAHHKI U3 MHPPOIIIIIA, TTH-
pa3oinia, IMHUIA30JIIIa, TPHA30JIMIA, TeTpa3omia, pypaHuia, OKCa30IuiIa, H30KCa30JIMIa, THA30IMIa, N30THA-
30JIHJ1a, OKCaINa30Iiia, THAINA30JIMIa, TUPUIUHIIIA, THPUMIIUHILIA, THPUIA3HHIIA U TTHPa3uHIIIA, T yKa-
3auubiii HET' He3aBHCHMO SIBISICTCS HE3aMELICHHBIM HIIM MOHO- WM IM3aMEIICHHBIM, TJ¢ 3aMECTUTEIN He3a-
BUCUMO BBIOUparoT u3 C;_4aJKua; TajJoreHa; IHaHo; TUAPOKCH; THIPOKCUMETHIIA; —Co_zanKI/meH—Cygl-COOROQI,
rae R%”' osnauaer Bomopon win C; 4alKull U e Cyg1 npencraBisier coboit C; ¢IUKIOAIKIICHOBYIO TPYIITY;
1381071 -Co_zaHKHHeH—COOROQZ, rae R%? oznauaer Bozopon win Ci_4aKWT; U

-L’- He3aBHCUMO MIPECTaBISAET COOOM

-Cy.qankmiren-, -CO-Cy_qankmiieH-, -SO,-Cysankunen-, -CO-O-C_sankunen-, -CO-NH-C,_sankunen- win
-SO,-NH-C,_sankunen-;

-LlO—C4_6reTepouHKan, rae CysreTeponrKINI HE3aBUCUMO COICPYKHUT OJMH WIIH JIBa KOJIBIIEBBIX TeTepoa-
TOMa, HE3aBHCHMO BBIOpAaHHBIX M3 a30Ta, Cephl M KHUCIOpPOAA; TNI€ B BBIIICYKAa3aHHBIX TPYNIaxX yKa3zaHHBINA
C4.¢TCTCPOLIMKITII HE3aBHCUMO SIBJISICTCS HE3aMEIICHHBIM U MOHO-, JH- M TPH3aMEIICHHBIM, TJIe 3aMECTH-
TEJIA HE3aBUCHUMO BHIOUPAIOT U3

OJIHOTO WJIM JIBYX OKCO 3aMECTHUTENCH, KaXKAbIil U3 KOTOPHIX MIPUCOCIUHEH K KOJBIICBOMY aTOMY yriiepoaa
B aJIb(ha-TI0JI0’KEHUH K KOJIBLIEBOMY aTOMY a30Ta; W/WJIH

JIBYX METAJbHBIX 3aMECTUTEIICH, IPUCOCTNHCHHBIX K KOJIBIICBOMY aTOMY YIUIEPOJAa B allb(a-MOJI0KECHIH K
KOJIBIICBOMY aTOMY a30Ta HIJIH KOJBIIEBOMY aTOMY KHCIIOPOAQ; W/ HITH

JIBYX OKCO 3aMECTHTENICH Ha KOJBIICBOM aTOME CEPBI; W/HITH

C4anxuna, Csankokcu-C, jankmna, C,spropankmna wim -CO-C_4ankuia, TpUCOSAMHSHHOTO K KOJIbIIe-
BOMY aTOMY a30Ta, UMEIOIIEMY CBOOOTHYIO BAJICHTHOCTD; U

-L'°- HesaBmcmMO MPEeCTaBIsAET cOO0M

-Cy.qankmireH-, -CO-Cy_qankmiieH-, -SO,-Cysankunen-, -CO-O-C_¢ankunen-, -CO-NH-C,_gankunen- win
-SO,-NH-C,_¢ankuien-;

-L“—uI/IaHO; rme -L'- npencrapisieT coboit -CO-C_gankuneH-, -SO,-Cy_sankmwieH i -C_¢aIKIICH-;

-LIZ—NOZ; rme -L'%- npeacTaBiseT coooi -C, ¢alKIICH-;

-L"-C, jankmm; roe -L"- npezacrasiset coboit -CO-, -CO-O- mmm -SO,-;

WK ero (papMareBTUIECKU IpUeMiieMast CoJb.

2. Coequnenue 1o 1.1, roe

W mnpencrasnser coboii N, Z mpexacrasisier coboir CH; u R? o3HagaeT BOZIOPOJ, METHJI, METOKCH WA
JTOKCH; HIIH

Z npenctasiser coboit N, W npeacrasinsiet co6oit CH; R? o3nauaer XJI0p, OPOM, METHJI FITH METOKCH;

WM ero (papMareBTUIeCKH MpuemMiieMas Collb.

3. Coemmnenne 1o 11.1 mwm 2, rae R® npencrasisier co60it METOKCH MM H(BTOPMETOKCH;

WK ero (papMareBTUIECKU IpUeMiieMast COJb.

4. CoenuHenue 10 1.1, e pparMeHT

MIpeICTaBIsIeT COO0H

>

rae R' o3nauaer BomOpox win (Top; R? o3Havaer BOJIOPO/I, XJIOP, METHJI, 3THJI, METOKCH HJIM STOKCH; U IS
o3HavaeT C_zankokcu win C_3(TOPaTKOKCH; HITH
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A
R? AN
R1

rne R' osnauaer BOJIOPO/I; R? o3Hauaer rajJloreH, MCTHJ HJIH METOKCH; H R? o3Havaer C|3a7TKOKCH HJIN
C.3dropankokcu;

WM ero (papManeBTHIECKU IpueMiieMast Coib.

5. Coengunenue 110 1. 1, rie pparmMent
R3
“T%
RZ/H/Z
R1

MIPEICTaBIsAET COOOH KOJIBIIO, HE3aBUCUMO BEIOpAaHHOE U3 CIeAYIOMMX Tpymm A) win B):

F F
< N A

>

/

\

F O
N| N7 N| N7 e N N
NN NN - 7 -
F
F)\O
N7 Y
| F
WU F R
B)
F F
F)\O /I\ \ \o
| | N N | N7
cl A - unu Br A ;

WA €T q)apMaueBTHHGCKI/I HpI/IeMHCMa}I COJIb.

6. CoenuHenne o ao6oMmy u3 mim.l1-5, e Ar' mpencrasisier co6oif GpeHMT; rIe ykasaHHAs (QEHHUIbHAS
rpyIna 3aMelieHa mocpecTBOM R*uR’, rae

R’ npejicraBisier co6oit H-IPOIIHI, H3OMPOITHI WIH MOHOIMKINIECKHT C3_qIIHKITOATKIT; 1
R’ mpencrasisier coboit Bomopo, GTop MM METHIT,
Wi ero (papManeBTHIECKU IpueMiIeMast Coilb.
7. Coepmnenue no obomy u3 . 1-5, rae pparmeHT
R4

R5
MpEeCTaBIIET COOOU KOJBI0, HE3aBUCUMO BBIOpaHHOE M3 CICHyIOIUX rpymn A) wiu B):
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B)
\\6 ~\~5 \\‘ | ) J
N ; AN N\) ;

WM ero (papMareBTHIEeCKH MpuemMiIeMas Collb.

8. CoemuneHue 1o modoMy U3 . 1-7, rie m u n 06a 03HavaroT 1;

WK ero (papMareBTUIECKU MprueMiieMast Colb.

9. Coenunenue 1o mobomy u3 mr.1-8, rae rpymma -L-R® npescrasnser coGoi

BOJIOPOI;

-LI—CO—RC“, rre R HesaBucumo npencrapusier coboit tuapokcw; -O-0cem3mn; -O-Cj_gaiku;
C,-pTopankur; uiu -NRN“RN”; e nezasucumo RN o3Hauaer Bozopon win C;_4alKuiI U R™? o3nauaer Bos10-
pon, Cjjamkun, -SO,-C¢-ankuin WU -O-RO“, e R HesaBucumo MIpeACTaBIsAeT COO0H BOIOPO,
C|_¢aIKwI, WM OCH3WIT;,

-L'- He3aBucuMo MIPECTaBISAET COOOM

-C,.¢ankmien-, -CO-C_qankmiieH-, -SO,-C,_sankunen-, -CO-O-C _sankunen-, -CO-NH-C,_sankunen- win
-SO,-NH-C, sankunen-;

-C\_gankuneH-, -CO-C, gankunen- uin -SO,-C, ¢ankuiieH-; TO€ B BBIIIEYKa3aHHBIX TPYMMax YKa3aHHBII
C|.¢KWJIeH He3aBUCUMO MOHO3aMmelleH ruapokcu, Cysankokeu, -O-CO-C_4alIKuioM win -NRN13RN14; rJe He-
3aBucumo R o3nauaer Bogopoa win C_4alKui u R o3nauaer Bogopon, C_jankun win -CO-O-C_jankui;

-C,_gankuiieH-, -CO-C, gankunen- uin -SO,-C, ¢ankuiieH-; TO€ B BBIIICYKa3aHHBIX TPYMMax yKa3aHHBII
C,.cAIIKWIICH HE3aBUCHMO SIBJISICTCS JU3aMEIICHHBIM, TJ¢ 3aMECTUTEIH HE3aBHCUMO BBEIOMPAIOT U3 THAPOKCH U
—NRleRNl(’; rae HesaBucumo RN o3mauaer Bogopon min Ci_4alkui u RN o3nauaer Bozopoll, C_4aliKuil WIn
-CO-0O-C,_sanku;

-Cy_qsanknieH-Cs_grukinoankunet-Cy jankmieH-, -CO-Cysankmnen-Cs gruknoankunaeH-Co4ankmieH-, -SO,-
Cosanxmnen-Cs gimknoankuinen-Coy4ankunen-, -CO-NH-Cgjankunen-C; gimknoankmieH-Cy 4alIKuiIeH- WK
-CO-0-Cy_ankunen-Cs;_gruknoankuieH-Cy 4aIKuIeH-;

-C0_4aHKI/IHeH-Cy1—C0_4a.HKI/IHCH-, —CO-CO_4aHKI/IHeH—Cy1—C0_4aHKI/IHCH-, —CO-O—CO_4anKI/meH—Cy1-C0_4am<1/meH-,
—CO-NH-C0_43HKHHQH—Cy1—C0_4aHKI/IHCH-, -SOZ-C0_4aHKI/IHeH-Cy1-C0_4aHKI/IHeH- AN —SOZ-NH-C0_4aHKI/IHeH—Cy1—
Cy-4aJIKWIICH-; T1IC Cy1 HE3aBUCHMO MpeAcTaBisieT co00# C;_¢reTepOIUKIOANKIIICH, COICPKAIIUN OIUH KOJIbIIC-
BOI aTOM KHCJIOpOJia WM OAMH KOJIBLIEBOM aTOM a30Ta, TJe YKa3aHHBIA KOJbLIEBOH a30T, B CIy4ae €CJIh OH UMEET
CBOOO/IHYIO BAJICHTHOCTbB, HE3aBUCUMO He3aMellleH Wi MoHo3aMeleH Ci_jankmioM mwin -CO-0-C_jankuimom;

-CO-C1_4aJ'IKI/IJIeH-X]2—C1_4aJ'IKI/IJ'I€H—, —SOZ—C1_4aJ'IKI/IJ'I€H—X12—C1_4aJIKI/IJ'IeH— I -CO-C1_4aJ'IKI/IJ'IeH—X12-
Cy_sankmien-Cs giukioankueH-Co 4alKiieH-; Tae X' ° He3aBUCHMO MPECTaBIIET COOOM aTOM KUCIIOpOJa WK
a30Ta, KOTOPBII HE3aBHCUMO He3amelleH win MoHo3amenleH CjamkuioM, Cs giimkinoankuiioM, -CO-0-C_jankumom
nin C;_zankokcu-C,_4alIKuiIoMm;

-C2_4aHKI/IHeH-X13-C1_4aHKI/IHeH-; e X npenacrasiseT coboit -NH-CO- u rie ykazanHbii C, jallKuiieH He-
3aBUCHMO He3aMelleH WM MOHO3aMeIeH THAPOKCH;

-CO-C,_¢ankenunen- uinn -SO,-C,_galIKeHUIIEH-; WITH

-CO-C,¢dTOopankuiieH-;

-L*-rugpokcu; rae -L°- npeacrasiser coboit

-CO-C,_gankmnen- wiu -SO,-C,_¢aqKuiieH-; T B BhIIICYKa3aHHBIX IPYINax ykazaHHbIA C; ¢aJKUJICH He3a-
BHCUMO HE3aMCIICH WJIM MOHO3aMelleH Truapokcu, Ci-(hTOopalKuiIoM iU NR™'RM?, e mesaBucumo RM!
o3HavaeT Bogopo win C,_4ankui u R™* o3nauaer Bogopoa, C_jankun win -CO-O-C_jankui;

-C,_gankuiieH-, -CO-0O-C,_gankunen-, -CO-NH-C,_ sankunen- wim -SO,-NH-C, sankuien-, rae B BbllIEyKa-
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3aHHBIX Tpynmax YykasaHHbIH C,¢alKUJIeH HE3aBUCHMMO He3aMeIlleH WM MOHo3aMelleH ruapokcu, Ci-
dropamxurom mwmm -NRYZR™*, rne nesasucumo R o3nauaer Bomopon umn Cyanxun u R™** o3nauaer Bogo-
poxn, C_sankmn wim -CO-O-C_jankwui;

-Cy_qsanknieH-Cs_gruxioankunet-CoqankmieH-, -CO-CyanknneH-C; guukioankmieH-Co 4alKuiIeH- HiId
-SO,-Cysankunen-C;_gnukaoankmieH-Cy 4aIKnIeH-;

-C04aHKI/IHCH-Cy2—CO4aHKI/IHCH-, -CO—C0_4aHKI/IHeH—Cy2-C0_4aHKI/IHeH— WIN —S02-C04anKHneH—Cy2-C0_4am<1/meH—;
rae Cy2 HE3aBUCHMO TIPEACTABISET c000i C;_ ¢TeTepONUKIOATKAICHOBYIO TPYIITY, COACPIKAITYIO OJIUH KOJIb-
LIEBOM aTOM KHUCJIOpOJa MW OJUH KOJBIIEBOW aTOM a30Ta; IJl€ YKa3aHHbINH KOJIbIEBOW a30T, B Cilydae ecliu
OH MMEET CBOOOJHYIO BAJICHTHOCTh, HE3aBUCHMO He3aMelleH Wi MoHo3ameleH Cy jankmiom wia -CO-O-
C,_4aIKnIoOM,;

-CO-C, _4aJ'IKI/IJ'IeH-X22-C2_42LHKI/IJ'I€H—, -CO-C, _42L]'IKI/IJ'I€H—X22—C 1-4TKIIICH-C3_ITUKIIOQIKUIICH- 38105
—SOZ-C1_4aJ'IKHHGH—XZZ—C2_4aHKI/IH€H—; e X* MpeaCcTaBIsIeT co00i aToM a30Ta, KOTOPHIH HE3aBUCUMO He3aMe-
mieH wi MoHo3ametieH Ci_jankunom, C;_ginkiioankuiiom wim -CO-0O-Cy_samkuiom; uim

-C2_42LHKI/IJ'I€H-X23-C1_4aJ'IKI/IJ'I€H-; rae X2 npencrasisiet coboit -NH-CO- u rae ykazanusiii C, 4amKuiicH He-
3aBUCHMO He3aMelleH MM MOHO3aMeIIeH THAPOKCH;

-L4—NRN1RN2, TJIc He3aBUCHUMO RM o3navaer Bozopon win C_4alKui;, U R™ oznauaer Bozopo; C_4aIKu,
Cistdropankun; Cs gmuxmoankmt; Cisankokcu-Co jamkminer; -CO-Cjankun;, -SO,-Cojankwn;, wm -SO,-Ci-
(dbropankui; u

-L*- He3aBHCUMO MIPEICTaBISAET COOOM

-C,_gankmireH-, -CO-C_qankmiieH-, -SO,-C,_gankunen-, -CO-O-C,_¢ankunen-, -CO-NH-C,_¢ankunen- win
-SO,-NH-C,_¢ankuiien-; uiu

-C04aJ'IKI/IJIeH-Cy4—C04aJIKI/IJ'IeH-, -CO—C04aJ'IKI/IJ'I€H—Cy4-C04aJ'IKI/IJ'I€H— 2R1151 —S02-C04aJ'IKI/IJI€H—Cy4-C0_4aJ'IKI/III€H—;
rae Cy4 HE3aBUCHMO MPECTABISCT CO00H C3 ¢TeTepOIMKIOATKIICHOBYIO TPYIIITY, COJCPKAIIYIO OJTUH KOJIbIIC-
BOH aTOM KHCJIOPOJIa;

-LS—NRN3RN4, rne R™ osmauaer Bogopon, Cisankun win Cjsankokcu-C, 4alkuiet; u R™ osnauaer
-CO-0O-C,_sanku; —CO—NRNSIRNSZ, rme R™! u R™? gesasucumo BEIOHMpaloT U3 Bomopoaa W C_jaNkuia; Win
—SOZ-NRstRNM, rae nesasucumo R™° o3mavaer Bozopon win C_4alKui u R™* o3nauaer Bonopon, C;_4alKui
nin -CO-C_4anxu;

u -L°- nezaBucumo TIPEeACTaBIsAET COO0M

-C, gankmiieH-, -CO-C_gankunen- win -SO,-C, qankmieH-, -CO-O-C, ¢ankuien-, -CO-NH-C, qankunen-
nin -SO,-NH-C,_sankuneH-;

-L(’—N(RN(’I)-O-ROG], rre RN o3nauaer Bogopo, -CO-Cy_jankun uin -CO-O-C_4ankui; u R nesaBucu-
MO TMpeaCTaBiIsIeT co00i Boaopo, Ci_¢alIKiT WiIH OCH3WI,

1 -L°- HesaBucumo MpEeCTaBIsICT COOOU

-Cy.gankmiieH-, -CO-C_qankmieH-, -SO,-C,_gankuneH-, -CO-O-C,_¢ankunen-, -CO-NH-C,_qankuneH- wimn
-S0O,-NH-C,_¢ankuien-;

-L7—NRN5RN6, rre R™  osmauaer Bogopon umu C;_4anmKkum; R™  osHauaer Bogopoa, C;janmkui,
-CO-Cy_sanxwmi, Ci_spropankui nin Cs ¢IIUKIOATKIIT; U

-L’- nezaBucumo MIPECTaBISAET COOOM

-CO- unu -SO,-;

-LS—Soz—RSSI, rne R HesaBucumo npencraBisier coboit -Cjgamkun; Ci-QTOpPaNKWI, THAPOKCH;
—NRNglRNgz, rie Heszasucumo R o3Hawaer Bogopon mian C_4aiKmi u R™? osnauaer Bonopon, C4aiKu,
-CO-C,_gankumn; u

-L®- HesaBuCHMO MPECTABISCT COOOM

-C.¢ankmien-, -CO-C_qankmieH-, -SO,-C,_gankuieH-, -CO-O-C,_¢ankunen-, -CO-NH-C,_gankuiaeH- wimn
-S0O,-NH-C,_¢ankuien-;

-L’-HET', rne HET' npencTaBnser co6oii 5- wiu 6-uieHHbIH reTepoapul, BHIOPAHHKI U3 MHPPOIIIIIA, TIH-
pa3oiinia, IMHUIA30JIIIa, TPHA30IIA, TeTpa3oamia, pypaHuia, OKCa30IuiIa, H30KCa30JIMIa, THA30IMIa, N30THA-
30JT/JIa, OKCAINa30JIrIIa, THAINA30JIHIIa, TUPUANHNIA, THPUMHUANHIIA, THPUIA3HHATIA W THPA3uHIIIA,

re yKa3aHHBIN HET' He3aBHCHMO SIBIISETCS HE3aMEIEHHBIM HIIH MOHO- HIIH IU3aMEeIIeHHBIM, T/Ie 3aMeC-
TUTEH HE3aBHCUMO BBHIOMpAIOT W3 C4aNKuWiia; TalloreHa; IIHaHo; THAPOKCH, THapokcuMeTHna; -Co,alKuieH-
Cy”'-COOR®', rme R®' osmawaer Bomopony mm Cisamkmt u rme Cy’'  mpeicraBiser  coGoit
C; ITUKIIOATTKATICHOBYIO TPYIIITY; WITH —Co_zaHKHHCH—COORogz, e R%? osnauaer Bogopo win C_4aJIKiT; U

-L’- He3aBHCUMO MIPECTaBISAET COOOM

-Cy.gankmireH-, -CO-Cy_qankmiieH-, -SO,-Cy gankuneH-, -CO-O-C_¢ankunen-, -CO-NH-C,_gankuiaeH- wimn
-SO,-NH-C,_¢ankuien-;

-LIO—C4_6reTepouHKan, rae CyereTepoLrKInI HE3aBUCUMO COAEPIKUT OIMH WM JIBa KOJIBLIEBBIX TeTepoa-
TOMa, HE3aBUCHUMO BBIODAHHBIX W3 a30Ta, CEPbl M KHCJIOPOJA; TC B BHINICYKA3aHHBIX TPYIMIAX yKa3aHHBIA
C4.¢T€TEpOLMKINI HE3aBUCUMO SIBJISIETCS HE3aMEIICHHBIM WM MOHO-, IU- WIK TPU3aMEIICHHBIM, I/Ie 3aMECTHU-
TEJIA HE3aBUCHUMO BHIOUPAIOT U3

OJIHOTO WJIH JABYX OKCO 3aMECTUTEJICH, KaKIbI U3 KOTOPBHIX MPUCOSTUHEH K KOJBIIEBOMY aTOMYy yTiiepoia
B aJIb(a-ToI0KEHUH K KOJBIIEBOMY aTOMY a30Ta; H/HIIN
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JIBYX MCTHJIBHBIX 3aMECTHUTEJICH, MPUCOCTUHECHHBIX K KOJIBI[EBOMY aTOMY yIiiepoja B allb(}ha-MoI0KESHIH K
KOJIBIICBOMY aTOMY a30Ta WJIH KOJIBLEBOMY aTOMY KHUCIIOPOJa; W/ UK

JIBYX OKCO 3aMECTHTENICH Ha KOJBIICBOM aTOME CEPBI; W/HITH

C4anxuna, Csankokcu-C, jankmna, C,spropankmna wim -CO-C_4ankuia, TpUCOSTMHSHHOTO K KOJIbIIe-
BOMY aTOMY a30Ta, UMEIOIIEMY CBOOOTHYIO BAJICHTHOCTD; U

-L'°- HesaBmcmMO MpeNCTaBIsAET cOO0M

-Cy.qankmieH- win -CO-C_ganKkuiaeH-;

-L“—uHaHo; rme -L'- npeacraBiseT coboit -CO-Cy_gankmieH-, -SO,-C_sankuneH win -Cg_calIKAICH-; HITH

-L13—C1_4aJ'IKI/IJI; e -L"- npezacrasisiet coooit -CO-, -CO-O wim -SO,;

WK ero (papMareBTUIECKU IpUeMiieMast Colb.

10. Coenunenne mo mo6omy u3 . 1-8, rae rpymma -L-R® npeacrasiser cooit

-L'-COOH; rre

L. MPECTaBIsCT COOOU

-C.¢ankmieH-, -CO-C_qankmieH-, -SO,-C,_gankuneH-, -CO-O-C_¢ankunen-, -CO-NH-C,_gankuiaeH- wimn
-SO,-NH-C, sankunen-;

-CO-C,_gankuneH-; rae ykazaHablii C_¢aJIKIIIEH MOHO3aMeIeH THAPOKCH;

-Cy_sankniieH-Cs_grukiroankuneH-Cy 4aaKuieH-, -CO-Cy_sankmineH-Cs_grukiioankuneH-Cy 4aaKuieH-,
-SO,-Cysankunen-C;_giuukmoankmieH-Cy sankuieH- nin -CO-0-Cjankunen-C;_gnuknoankmieH-Cy 4aIKniIeH-;

-CO—C0_4aIIKI/UICH-Cy1-C0_4aHKI/IHeH—; rae Cy1 HE3aBUCHMO MPEACTaBIAET cO00H C; ¢reTePOIUKIOATKUIICH,
cojeprKaluii OIMH KOJIBIIEBOIM aTOM KUCJIOPO/a;

-CO—CI_4aJ'IKI/IJ'IeH-X12-C1_42LHKI/IJ'I€H—; rre X' HesaBHCHMO MPENCTaBIsIeT co0OM aTOM a30Ta, KOTOPHIA He-
3aMelleH Wi MoHo3aMmeteH C_4allKHIIoM;

-CO-C,_¢ankenuneH- wim -SO,-C,_¢alIKCHUICH-; WIIN

-CO-C,¢bTOpankuieH-;

-L*-ruzpokcu; rae -L°- npeacrasiser coboit

-C,_qankuiieH-, rae C, ¢aKWIeH He3aMelleH WM MOHO3aMeIIeH THAPOKCH; WITH

-CO—C1_4aHKI/IHCH-X22-C2_4aHKI/IHeH—; e X2 MPEeCTaBIsIeT CO00M aToM a30Ta, KOTOPHIM HE3aBUCHUMO He-
3aMeleH Wik MoHo3zamelleH Ci_4ankuiioM uin C;_glIUKIIOaTKUIIOM;

-L7—NRN5RN6, rae RN osnauaer BOJIOPO/T; R™® o3Havaer BoZopo WK Cs_gITUKIOATTKHI; 1

-L’- nezaBucumo MIPECTaBISAET COOOM

-CO- unu -SO,-;

-L’-HET', rne HET' npencTaBnser co6oii 5- wiu 6-uieHHbIH reTepoapul, BHIOPAHHBI U3 MAPPOIIIIIA, TTH-
pasoiiia, IMHUIA30JIIIa, TPHA30JIIA, TeTPa3omia, pypaHuia, OKCa30IuiIa, H30KCa30JIMIa, THA30IMIa, N30THA-
30JIHJ1a, OKCaANa30JIiIa, THAAUA30JMIA, TUPUITHIIA, THPUMUIMHIIA, THPUIA3UHIIIA U IUPA3HHIIIA; TIC yKa-
sannbii HET' He3aBHCHMO SIBIISIETCS HE3aMEIEHHBIM MM MOHO- WM JM3aMEIICHHBIM, I7I¢ 3aMECTHTEIH He3a-
BUCUMO BBIOHparoT u3 C;_4alKuia; TajJoreHa; IHaHo; THAPOKCH; THIPOKCUMETHIIA; —Co_zanKI/meH—Cygl-COOROQI,
rre R%”' osnauaer Bojmopon win C; 4alKull U e Cyg1 npencTaBisier coboit C; ¢IUKIOANKIUICHOBYIO TPYIITY;
381071 -Co_zaHKHHeH—COOROQZ, rae R%? oznauaer Bogopon win Ci_4aKuT; 0

-L’- He3aBHCUMO MIPECTaBISAET COOOM

-Cy.qankuireH-, -CO-Cy_gankuneH-;

WM ero (papMareBTUIeCKH MpuemMiIeMas CoJlb.

11. Coemmaenue 1o moGomy u3 mir. 1-8, rae rpymma -L-R°® npexcrasmsier coGoit

-L'-COOH; u

L. MpEeCTaBIsCT COOOU

-CH,-CH,-, -CH,-CH,-CH,-, -CH,-C(CHj),-CH,-, *-CH,-CH,-C(CHj),-, *-CH,-CH,-CH,-C(CHj3);-,
*-CO-CH,-CH,-, *-CO-CH(CHj;)-CH,-, *-CO-CH,-C(OH)(CH;)-, *-CO-CH,-CH,-CH,-, *-CO-CH,-C(CHs;),-,
*-CO-C(CH;),-CH,-, *-S0,-CH,-, *-S0,-CH,-CH,-, *-S0,-CH,-CH,-CH,-, *-S0,-CH,-C(CHjs),-,
*-CO-0-CH,-, *-CO-0-CH(CH3;)-, *-C0O-0O-CH,-C(CHs;),-, *-CO-NH-C(CH;),-CH,-, *-CO-NH-CH,-C(CH;),-,
*-CO-NH-CH,-CH,-C(CHs),-, *-SO,-NH-CH,-; *-CH,-CH,-CH,-niuknomnponasn-1,1-quwi-, *-CO-1pxonpoman-
1,2-munn-, *-CO-CH,-mmknonponan-1,1-gumi-, *-CO-CH,-ttukno0ytan-1,1-guun-, *-SO,-mmxinonponas-1,1-
munt-CH,-, *-CO-O-mmxnonponan-1, 1-quwmi-, *-CO-O-CH,-uuknonponan-1, 1 -auw-;

*-CO-CH,-(terparuapo-2H-ntupan-4,4-nuwn)-;

*-CO-CH,-N(u-6yTnn)-CH,-;

*-S0,-CH=CH-, *-CO-C(CH,)-CH,-; umu

*-CO-CF,-CH,-;

-L*-rugpokcu; rae -L°- npeacrasiser coboit

*-CH,-CH(OH)-CH,-; unu

*-CO-CH,-NH-CH,-CH,-, *-CO-CH,-NH-CH(CHj3)-CH,-, *-CO-CH,-NH-CH,-CH(CH;)-;

-L7—NH2; rae

-L- MpEeJCTaBIsCT COOOU

-SO,-;

-L9—HET1, rIe -L°-HET! TIpeCTaBIsAET COO0M
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COOH @E
HN-N, N/\S Nig N _cooH

’%\N
| )|
~ Z > CooH Z > CcooH N” >cooH
?ir"‘
l\j\
N
Z > COOH .

-L7—NH-I_II/IKHOHpOHI/IH; rue

-L'- TIpEeACTaBIsAET COO0M

-CO-;

IJICc B BBIIICYKA3aHHBIX TPYIIIAX 3BE3JOYKH YKA3BIBAIOT HA CBS3b, KOTOPAs IPUCOCIUHECHA K OCTAIBHON Ya-
CTH MOJICKYJIBI;

WK ero (papMareBTUICCKU IprUeMiieMast CoJb.

12. Coeaunenue 1o 1.1, rae yka3aHHOE COCTUHECHHUE MPEICTABIIET COOO0M

N-(2-(mudropmeToKcH )-6-Me THIIHPHUINH-3-11)-3-(2-u30nponmip e HIT)a3e THANH-3-KapOOKCaMHII;

N-(2-(mudropmeTokcn )-6-Me THIIHPUINH-3 -11)-4-(2-u30nponmip e HIT ) IHIepu AN H-4-KapOOKCaMuI;

N-(2-(nudTropmMeToKCcH)-6-METHIIMTAPUIUH-3 -1 )-3-(2-U30 PO S HIIT ) TUPPOTUANH-3-KapOOKCaMuI,

1-(2-amMmuHO03THI)-N-(2-(1U)TOPMETOKCH )-6-ME THIITTUPH TN H-3 -11) -3 ~(2-u30nponmid e Hr )a3e THAHH-3 -
KapOOKCaMH/T;

N-(2-(mudTropmeToKcH)-6-METHIIMAPUIUH-3-11)- | -(2-TrUAPOKCHAITHN )-3-(2-H30TIPOTTHIP EHIIT)a3e TUTUH-3 -
KapOOKCaMHU/T;

N-(2-(mudTopMeToKCH)-6-MeTHITUPUIANH-3 -11)- | -(3-rHapoKcunponi)-3-(2-u30nponuaQ eHI )a3e THANH-3 -
KapOOKCaMMT;

1-nimano-N-(2-(andTopMeTOKCH)-6-ME TUITTUPUIUH-3 - 11T -3 -(2-n30nponmid eHu )a3e T IH-3 -
KapOOKcaMuI;

1-(3-(1H-teTpazon-5-mm)nponmi)-N-(2-(1ud TopMeTOKCH ) -6-MEe THIIHPUIUH-3-11)-3-(2 -1u30nporuide-
HUIT)a3e THIIH-3-KapOOKCaMHU/T;

N-(2-(mudTopmeTokcH)-6-MeTHIIMAPUIUH-3-11)- 1 -(3-TUApOKCH-3-MeTHIIOY THIT ) -3-(2-n30mporuide-
HUIT)a3e TN H-3-KapOoKcaMu/I;

N-(2-(mudropmeTokcH)-6-Me THIIMAPUIUH-3-11)- | -(2-( 1 -THAPOKCHUITUKIOTPOITHI )3T -3 -(2-U30TP OTTHIT-
(heHnm)azeTnINH-3-KapOOKCAMHUT;

1-(2-amunaOTIpOTIIIT)-N-(2-(AUPTOPMETOKCH ) -6-METHITITUPUAWH-3 -1 )-3-(2-H30TIpOoTTHIIh €HIIT )a3e TUTUH-3 -
KapOOKCaMHU/T;

3-(3-((2-(mudTOpMETOKCH)-6-ME THIITAPUIUH-3 -1T)KapOaMow) - 3-(2-U30p oM CHIT ) a3e TUAUH- | -
WI)TIPOTIAHOBYIO KUCJIOTY;

1-(2-nmanoaTii)-N-(2-(andTopMeTOKCH)-6-Me THIITUPUANH-3 -1 )-3 -(2-n30nponuiad eH T )a3e THINH- 3 -
KapOOKcaMuJI;

(R)-N-(2-(mudropmeTorcn )-6-Me THIITUPUIUH-3 -1101) - 1 -(2,3 - auruapokcunponin) -3 -(2-n3onponuide-
HUT)a3e THIH-3-KapOOKCaMHU/T;

(R)-N-(2-(mudropmeTokcH)-6-MeTHIMAPUARH-3-10)- 1 -(2,3 - muruapoxcunponin)-4-(2-uzonponuide-
HUWJT)TATIEPUINH-4-KapOOKCaMHUT;

N-(2-(mudTopmeToKcH)-6-Me THIIMUPUIUH-3-11)-3-(2-n30nponmindeHun)- 1 -(okceTaH-3 -1 )a3e THIUH-3-
KapOOKCaMHU/T;

4-(3-((2-(mupropmMeToKCH)-6-METHIITUPUIANH-3 -1 )KapOamMon )-3-(2-u30nponuiap eHIIT)a3e TU U H- | -
M1)0yTaHOBYIO KHCIIOTY;

4-(3-((2-(muhTOpMETOKCH ) -6 -ME THITTHPHUIUH-3 -1 ) KapOaMowi) - 3 -(2-H30mp oI CHII )a3e TU AW H- | -11T) -
2,2-1UMeTHI0YTaHOBYIO KHCIIOTY;

4-(3-((2-(muhTOpMETOKCH ) -6 -ME THITTHPHUIUH-3 -1 ) KapOaMowi) - 3 -(2-H30mp oI CHII )a3e TU AW H- | -11T)-
3,3-AMMeTHIIOYTaHOBYIO KUCIIOTY;

5-((3-((2-(mudropMeTOKCH )-6-ME THIITUPUAHH- 3 -HIT)KapOamou )-3-(2-u3zonponmwideHnn)a3eTHauH- 1 -
nin)Metnn)- 1 H-nmuppoin-2-kapO0oHOBYIO KHCIIOTY;

5-((3-((2-(mudTOpMETOKCH )-6-ME THITTHUPUINH-3 -FIT )KapOaMom)-3-(2-u3onponiidh eHr )a3e THIUH- 1 -
n)MeTrn)Qypan-2-KapOOHOBYIO KHUCIIOTY;

N-(2-(mudropMeToKCcH)-6-METHIIMUPUIAUH-3-11)- | -(4-TUAPOKCH-4-METHITIEHTHII)-3-(2-u30mnponmide-
HUIT)a3eTUIUH-3-KapOoKcaMu/I;

5-(3-((2-(muh TOpMETOKCH )-6-ME THITTUPHU TN H-3 -HIT)KapOaMomi)-3-(2-uzonponwid e )a3e T AuH- | -1)-
2,2-AUMETUIIIICHTAaHOBYIO KUCIIOTY;
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1-(3-(3-((2-(mudpTOpMeTOKCH)-6-ME THITITUPUIIH-3 -HT )KapOaMon)-3-(2-u30nponuiadeHr )a3e TH I H- | -
WUT)TIPOTIHIT ) IUKJIOIIPOTIaH- | -KapOOHOBYIO KUCIIOTY;

N-(2-(mudTopmMeToKCcH)-6-METHIIMUPUANH-3 -1 )-3-(2-n30onponmiderwn)- 1 -(2-(metuncynsdoHa-
MU0 )3THIT)a3eTHANH-3-Kap OOKCaMUT;

(S)-N-(2-(muhTopMeTOKCH )-6-METHITTUPHINH-3 -11)- | -(2-THAPOKCH-3-(2-THAPOKCHATIETAMHUJIO ) IIPOTIHII)-3 -
(2-u3onponmindern)a3eTHANH-3 -KapOOKCAMHUT;

1-(manome T )-N-(2-(auh TOPMETOKCH )-6-ME TUITHUPU T H-3-1T)-3 -(2-U30Tp ONHII) SHII ) a3€ TH TN H-3 -
KapOOKCaMH/T;

1-(2-(1H-teTpazon-5-mn)atui)-N-(2-(nudTopMeToOKCH )-6-Me THITTUPUITUH- 3 -11) -3 -(2-n30mpormide-
HUIT)a3e THIH-3-KapOOKCaMHU/T;

1-(4-nnanoGyranoni)-N-(2-(anpTOpMETOKCH)-6-ME THIIITUPU AN H-3 -1 )-3 -(2-n301ponHiId eHIT )a3e TH I H-
3-kapOokcaMu;

1-anetnn-N-(2-(mudropMeTOKCH )-6-METHIIITHPUUH-3-11)-3-(2-1M30npormiheHrIT)a3e TH ANH-3 -
KapOOKcaMuJI;

N-(2-(mudropmeTokcH)-6-MeTHIIMAPUINH-3 -11)-3-(2-n3ompormnderun)- 1 -(3-cymabhamonmporna-
HOWJT)a3e TUANH-3-KapOOKCaMUT,;

N-(2-(nudTropMeToKCcH)-6-METHIIMUPUIAUH-3 -1 )-3-(2-n30onpormindeHwn)- 1 -(2-(N-MeTuincyib-
(hamowmm)are T )a3eTHANH-3-KapOOKCaMu I,

N-(2-(mudTropmMeToKcH)-6-MEeTHIIMUPUIUH-3-11)-3-(2-n30nponmindeHun)- 1 -((MeTuiacynbdo-
HUWJT)[JIAIAI )a3€ THINH-3 -KapOOKCaMHUT;

N-(2-(mudropmeTokcn)-6-Me THIIUPHUINH-3-11)-3-(2-u3onponmndennn)-1-(N-metrnin-N-
Cynb(haMOMIITIIUIIIT )a3eTHINH-3-KapOOKCcaMuL;

N-(2-(mudropmeToKcn )-6-Me THIIUPHUINH-3-11)-3-(2-u3onpormndenwn)-1-(5,5,5-tpudrop-4-
OKCOTICHTAHOMII)a3€THIUH-3-KapOOKCaMuI;

N-(2-(mudropmeTorcn)-6-Me THIIUPUINH-3-11)-4-(2-u3onpormndennn)-1-(5,5,5-tpudrop-4-
OKCOTICHTAHOWIT ) TUTIepUINH-4-KapOoKcaMuI;

N-(2-(mudropmeTokcn)-6-MeTHIMAPUIUH-3-11)- 1 -(2-(3-ruapokcruoKceTan-3 -1 )ane T )-4-(2-
n30nponIGeHIT ) TUIepUANH-4-KapOOKCaMuT,

N-(2-(mudTropmeToKcH)-6-Me THIIMAPUIAUH-3-11)- | -(3-THAPOKCUU30KCA30I-5-KapOoHmN )-3-(2-
M30npONMI(EeHIIT)a3eTHANH-3-KapOOKCAMUT;

N-(2-(nudTopmeTokcH)-6-MeTHIMUPUAUH-3-11)- 1 -(3-0Kc0-2,3-TUruapon30Kca3on-S-kapooHm)-3-(2-
M30TpONMI)eHUIT )a3e THANH-3-KapOOKCaMHu I,

1-(2-(1H-reTpazomn-1-mm)anernn)-N-(2-(1udropMeToKCH ) -6-MEe THIHPUANH-3-11)-4-(2-
M30IpOIMII) e HUIT ) TUITEpUANH-4-KapOoKcaMHu I,

1-(2-(2H-1,2,3-tpuazon-2-un)anetwn)-N-(2-(1uh TOpMETOKCH ) -6 -MEe THIITAPHU TUH-3-11) -3 -(2-
M30IPONMI)eHUIT )a3e THANH-3-KapOOKCaMH I,

1-(2-(2H-1,2,3-tpnazon-2-un)anetmn)-N-(2-(1udTopMeTOKCH ) -6 -ME THIIITUPUIUH-3-11)-4-(2-
n30npOonIGeHIT ) TUIepUANH-4-KapOOKCaMuT,

N-(2-(mudropmerokcn)-6-meTHIMUApUAnH-3-11)- 1 -(2-(3-ruapoxcu- 1 H-nupazon-5-wun)anernn)-4-(2-
M30npOoNI(GeHIT ) TUIepUANH-4-KapOOKCaMuI,

N-(2-(mudropmeTokcn)-6-MeTHIMUPUARH-3-11)- 1 -(2-(3-0kc0-2,3-nurnapo- 1 H-mupazon-5-mm)ane T )-4-
(2-n3onponmndernn ) munepuanH-4-KapOOKCaMUT,

N-(2-(mudropmerokcn )-6-MeTHIMUpUINH-3-11)- 1 -(2-(3-ruapoxcu- 1 H-nupaszon-4-wmm)anermn)-3-(2-
M30IpOIMII)eHHUIT)a3e THANH-3-KapOOKCaMHu I,

N-(2-(mudropmerokcn )-6-MeTHIIMUPUINH-3-11)- 1 -(2-(3-0kc0-2,3-qurunpo- 1 H-mmpazon-4-nm)anetnin)-3-
(2-nzonponuindenuT)azeTHIH-3-KapOOKcaMuL;

N-(2-(mudropmerokcn )-6-MeTHMUpUINH-3-11)- 1 -(2-(3-ruapoxcu- 1 H-nupaszon-4-wmm)anermn)-4-(2-
M30IPOIII) e HUI ) TUITEpUANH-4-KapOoKcaMHu I,

N-(2-(mudTopmeTokcn)-6-MeTHIMAPUARH-3-11)- 1 -(2-(3-0kc0-2,3-murnapo- 1 H-mupazon-4-mm)ane T )-4-
(2-m3onponmndernn)nunepuanH-4-KapOOKCaMUT,

1-(L-amaumn)-N-(2-(qud TopMETOKCH )-6-Me THITITHPUANH-3 -1 )-3-(2-H30nponuii eHIIT )a3e TUTUH-3 -
KapOOKCaMH/T;

N-(2-(mudTropmMeToKCcH)-6-METHIITUPUIAUH-3 -1 )-4-(2-n30nporuindeHun)- 1 -((2-Me TOKCHI THIT )TN -
[IWJT) TATIEPUINH-4-KapOOKCaMHUT;

N-(2-(mudropmeToKcn )-6-Me THIIMUPHUINH-3-11) - 1 -((2-THApOKCHATHII ) rauIiI ) -4-(2-n3onponuide-
HUT)TAIIEpUIUH-4-KapOOKCaMHUT;

N-(2-(mudropmeTorcn )-6-Me THIIMUPHINH-3-11) - 1 -((2-THApOKCHATHII ) TIHIiI ) -3-(2-n3onponuide-
HUIT)a3eTUINH-3-KapOOKcaMuI;

N-(2-(mudropmeTorcn)-6-Me THIIMUPHUINH-3-11)-3-(2-u3onponundennn)-1-((2-mMeTokcu-
STHIT)TIIMLIMIT)a3e TUINH-3 -KapOOKCaMuI;

(R)-N-(2-(mudpropmeTokcn)-6-MeTmmupuanH-3-um)- 1 -((R)-(2-ruapokcHp oyt ) rirammi ) -3-(2-
n30nponI(eHIIT)a3eTHANH-3-KapOOKCaMUT;
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(S)-N-(2-(mudropmerokcn)-6-MeTUIIHPHANH-3-11)- 1 -((S)-(2-ruapokcunporniut) raumnmn)-3-(2-
M30IPONMII)eHHUIT )a3e THANH-3-KapOOKCaMHu T,

(R)-N-(2-(mudpropmerokcn)-6-meTmnmupuant-3-ui)- 1 -((R)-(1-ruapoxcumnponan-2 - rimimi)-3-(2-
M30npOonI(EeHIIT)a3eTHANH-3-KapOOKCAMUT;

(S)-N-(2-(mudropmerokcn)-6-meTrnmupuanH-3 -uin)- 1 -((R)-(1-ruapoxcunponan-2-wn) rauiun)-3-(2-
M30npONMI(ESHIIT)a3e THANH-3-KapOOKCaMUT;

3-(3-((2-(mnbTOpMETOKCH )-6-ME THITTUPHU I H-3 -HT)KapOamow)-3-(2-uzonponwideHmn)aze T auH- 1 -1i)-3-
OKCOIIPOTIAHOBYIO KUCIIOTY;

3-(4-((2-(mudropMeTOKCH )-6-METHIITUPHINH- 3 -1 ) KapOaMomi1 ) -4 -(2-u30nponmi eHUIT ) TUIIEpUANH- | -1T)-
3-0KCOTPOMaHOBYIO KHUCIIOTY;

4-(3-((2-(muhTOopMETOKCH ) -6 -ME THITTHPUIUH-3 -1 )KapOaMorn ) -3 ~(2-130mpon i CHILT )a3e TUAH- | -11)-4-
O0KCOOYTaHOBYIO KHCIIOTY;

4-(4-((2-(andTOPMETOKCH)-6-METHIITTUPUANH-3 -1IT)KapOamo i ) -4-(2-n3onponuid eHu ) TUre puanH- 1 -1i)-
4-0KkcoOyTaHOBYIO KHCIIOTY;

(S)-4-(3-((2-(mudpTopmMeTOKCH)-6-METHIITAPUINH-3 -1 )KapOamMor )-3-(2-u3onponuiideHuT )a3e TU U H- 1 -
11)-2-MeTHIT-4-0KCOOYTaHOBYIO KHCIIOTY;

4-(3-((2-(mupropmMeTOKCH)-6-METHIITUPUIANH-3 -1T ) KapOamMon )-3-(2-u30nponuiag eHIIT)a3e TU U H- | -1T)-
2,2-nmuMeTHI-4-0KCOOYTaHOBYIO KHCIIOTY;

1-(2-(3-((2-(muTopMeTOKCH )-6-METHITUPUIANH-3 -HT ) Kap O6amMon )-3-(2-u30mponuiap eHIIT )a3e T ANH- 1 -
WIT)-2-0KCOITHI ) IUKJIOTIPOTIaH- | -kapOOHOBYIO KHCIIOTY;

1-(2-(3-((2-(nuropMeTOKCH ) -6-METHIITH PUANH-3- 1T )KapOamoni)-3-(2-u30nponiieHu1 )a3e T IIH- | -
WJT)-2-0KCOITHI) IUKJIOO0Y TaH- | -kapOOHOBYIO KHCIIOTY;

(R)-4-(3-((2-(mudpropmeToKCH )-6-METHINUPUANH-3 -1T)KapOaMoni)-3-(2-u3onponiipeHnn)a3e THAMH- 1 -
Wi1)-3-MeTHI-4-0KCOOYTaHOBYIO KUCIIOTY;

4-(3-((2-(muhTOpMETOKCH ) -6-ME THITHPHUIUH-3 -1 ) KapOaMowi) - 3 -(2-H30Tp OIS HII )a3e TU AW H- | -11T) -
3,3-nmuMeTnI-4-0KCOOYyTaHOBYIO KHCIIOTY;

3-(3-((2-(muTOpMETOKCH )-6-ME THITTUPHU TN H-3 -FIT)KapOaMowi)-3-(2-uzonponwideHmn)a3e T auH- 1 -
KapOOHMT)0yT-3-€HOBYIO KHUCIIOTY;

(1S,2R)-2-(3-((2-(mudTOpMETOKCH ) -6-METUIIITHPUANH-3 -1 ) KapOaMo )-3-(2-u3omponiheHnT )a3e TH-
JIUH- | -KapOOHWIT)TUKIIOTIPOTIaH- | -KapOOHOBYIO KHCIIOTY;

(1R,25)-2-(3-((2-(mudTOpMETOKCH ) -6-METUIIITHPUANH-3 -1 ) KapOaMo )-3-(2-u3omponiheHrT ) a3e TH-
JIMH- 1 -KapOOHWIT) IMKIIONpOTIaH- | -kapOOHOBYIO KHCIIOTY;

5-(3-((2-(mudTOpMETOKCH)-6-ME THIIITAPUINH-3 -1T)KapOaMon) - 3-(2-u30np oI eHIT ) a3e TUAUH- | -1T)-5 -
OKCOIIEHTAHOBYIO KUCIIOTY;

4-(3-((2-(muhTopMETOKCH ) -6-ME THIITHPHUIUH-3 -1 ) KapOaMow ) - 3 -(2-H30mp O CHII )a3e TUAMH- | -11T) -
3,3-mudTop-4-0KCOOYTAHOBYIO KHUCIIOTY;

(S)-4-(3-((2-(nuTopMeTOKCH )-6-METHIANMPUANH-3 -1T)KapOamon)-3~(2-n3onponuideHun)a3e T IH- 1 -
WT)-2-TUIPOKCHU-2-METHII-4-0OKCOOYTAHOBYIO KUCIIOTY;

N-(2-(mudTopmeTokcH)-6-MeTHIIMMPUIANH-3-11)-3-(2-n3onpormndenun)-1-(5,5,5-rpudpTop-4-
TUAPOKCUTICHTAHOWIT)a3e TUINH-3 -KapOoKcaMu I,

4-(2-(3-((2-(muTopMETOKCH )-6-METHIITAPUANH- 3 -HT ) Kap 6amoni )-3-(2-130Tponuip eHIIT )a3e T ANH- | -
WIT)-2-0KCO3THI ) TeTparuapo-2H-mupan-4-kapOOHOBYIO KUCIIOTY;

N-(2-(mudropmeTokcn )-6-Me THITHPHUINH-3-11)-3-(2-u30npornmipeHm)- 1 -(CynbhaMOMIT NI ) a3 TH-
JIMH-3-KapOoKcaMu;

1-(N-anetui-N-rugpoxcuraunin)-N-(2-(1ud TopMeToKeH ) -6-Me THINA pUAMH-3-11)-3-(2-130nponiide-
HUIT)a3eTHIIH-3-KapOOKCaMHU/T;

2-((3-((2-(mapTopMeTOKCH)-6-METHIITUPUIIH- 3 -HIT)KapOamom)-3-(2-u3onponuideHun)a3eTHIuH- 1 -
WIT)CYIB(OHII)YKCYCHYIO KHCIIOTY;

2-((4-((2-(mrhTOPMETOKCH )-6-ME THITTUPHU TN H-3 -FT)KapOaMo ) -4-(2 -u3onponuid eHu ) TUepuanH- 1 -
WIT)CYIIb(HOHNIT) YKCYCHYIO KHCIIOTY;

3-((3-((2-(mudpTOPMETOKCH ) -6-METHITTHUPUINH-3 1T )KapOaMom)-3-(2-u3onponidh eHr )a3e THIUH- | -
WIT)CYJIb(OHUIT)TPOTIAHOBYIO KUCIIOTY:;

3-((4-((2-(mudTOPMETOKCH ) -6-ME THITTUPUANH-3 -HJT ) KapOaMom)-4-( 2 -u30mponiidh HU ) TATIEPUINH- | -
WIT)CYJIb(DOHUIT)TPOTIAHOBYIO KUCIIOTY:;

3-((3-((2-(mudTopMeTOKCH )-6-ME THIITUPUAMH- 3 -HIT)KapOamou )-3-(2-u3onponmwideHnn)a3eTHIuH- 1 -
W) CYIb()OHMIT)-2,2 - TUMETHIPONIAHOBYIO KUCIIOTY;

2-(1-((3-((2-(zudTOpMeTOKCH)-6-METHIITUPU TN H-3 -1IT)KapOamMom ) -3 -(2-n3onponuideHit )a3e TH 1 H- 1 -
WIT)CYITB(QOHMIT ) TUKJIOTTPOIINII ) YKCYCHYIO KUCTIOTY;

4-((3-((2-(mapTopMeTOKCH)-6-METHIITUPUIIH- 3 -HIT)KapOamow)-3-(2-u3onponumideHnn)a3eTHIuH- 1 -
WIT)CyITb(QOHMUIT )0y TAHOBYIO KHUCIIOTY;

(E)-3-((3-((2-(mudTopMeTOKCH ) -6-ME THITITHPU ANH-3 -1 ) KapOaMo )-3-(2-u3omponrih eHH )a3e THIUH- | -
WIT)CYIJIb(DOHNIT)aKPUIIOBYIO KHCIIOTY;
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N-(2-(mudropmeroken )-6-MeTHIMUpHINH-3-11)- 1 -((3-(ruapokcuaMuHo )-3-0KConponmin)cynbHOoHMI)-3 -
(2-n3omponuindenu)a3eTHIH-3-KapOOKcaMuL;

2-((3-((2-(muhTOpMETOKCH )-6-ME THITTUPHU TN H-3 -HIT)KapOaMom)-3-(2-u3onponuid e )a3e TH IuH- | -
KapOOHMII)OKCH)yKCYCHYIO KHCIIOTY;

2-((4-((2-(muhTOpMETOKCH )-6-ME THITTUPHU TN H-3 -FIT)KapOaMo ) -4-(2 -u3onponuid e Hu ) TumepuanH- 1 -
KapOOHMIT)OKCH)yKCYCHYIO KHCIIOTY;

(R)-2-((3-((2-(mucpropmeTOKCH )-6-METHITTUPH TN H-3 - M) KapOamoni ) -3 -(2-u30nponuid e HIIT)a3e T ANH- 1 -
KapOOHMIT)OKCH)IPOTIAHOBYIO KHCIIOTY;

1-((3-((2-(mapTopMeTOKCH)-6-ME THIITUPUIIH- 3 -HIT)KapOamom)-3-(2-u3onponmwideHnn)a3eTHIuH- 1 -
KapOOHMII)OKCH)IUKJIONPOIIaH-1 -kapOOHOBYIO KHCIIOTY;

3-((3-((2-(mudTopMeTOKCH )-6-ME TUIITUPUAHH- 3 - 1T )KapOamou )-3-(2-u3zonponmideHnn)a3eTHauH-1 -
KapOOHMIT)OKCH)-2,2-TUMETHIIIIPONIAHOBYIO KHUCIIOTY;

1-(((3-((2-(mupropMETOKCH ) -6-ME THITHPUAUH-3 - 1T )KapOaMomi ) -3 -(2-u30nponmi eHIIT )a3e THIMH- | -
KapOOHMIT)OKCH)METHIT) IUKJIOTIPOTIaH- | -KapOOHOBYIO KUCIIOTY;

((3-((2-(mupTOpMETOKCH)-6-METHIIMTAPUIUH- 3 -1 )KapOamomnin )-3-(2-u3onponuiieHmT)a3e TU U H- | -
WIT)CYJIb()OHNIT ) MITHIINH;

N-(2-(mudTopmMeToKCcH)-6-MeTHIIMAPUIUH-3-11)-3-(2-n30pormindeHun)- 1 -cyabhaMonia3e THIuH-3 -
KapOOKCaMH/T;

N-(2-(mudropmerokcn)mupuanH-3-mi)-3-(2-uzonponmidennn)- 1 -cynbhamonnazeTu -3 -KapOOKCaAMU T,

N-(2,6-mumeTokcunupuanH-3-wmi)-3-(2-u3onponmidennn)- 1 -cynbdamonnaze THANH-3-KapOOKCaMHUT;

N-(6-3TOKCH-2-METOKCUIUPUANH-3-11)-3-(2-n30nponuindennn)- 1 -cyiapdamonnazeTnanH-3-kapOoKkcamMu I,

N-(2-(mudropmeTokcn )-6-Me THIIIHPHUINH-3-11)-3-(2-u30npormmipernn)- 1 -(N-metmicyabdamonit)azeru-
JIMH-3-KapOoKcaMHu;

1-(N-tmknonpommicynbhamonn)-N-(2-(audTopMeTokcH)-6-MeTHINUpUANH-3-11)-3-(2-n3onponuide-
HUIT)a3eTHIIH-3-KapOOKCaMHU/T;

N-(2-(nudTropmMeToKcH)-6-MeTHIIMAPUIUH-3-11)-3-(2-n30npormndenun)- 1 -(2-(cynbhamonnamu-
HO)ITHIT)a3eTUINH-3-KapOOKCaMu;

N-(2-(mudropmeTokcn)-5-proprmpunnt-3-mn)-3-(2-n3onponuidenun)- 1 -cynbpamonnaze T aNH-3 -
KapOOKCaMH/T;

3-(3-((2-(muTOpMETOKCH )-6-ME THITTUPHU TN H-3 -FT)KapOaMomi)-3-(2-uzonponwideHrn)a3e T InH- | -
KapOOKcaMH10)-3-MeTHIOYTAHOBYIO KHUCTIOTY;

N1-((1H-umunazon-4-mn)metwin)-N4-(2-(qud TopMeTOKCH)-6-MeTHIANUPUANH-3-11)-4-(2-
M30IPOIMII)eHUIT ) TUNTEpUANH- 1 ,4-KapOoKkcamu I,

3-(3-((2-(mudTOpMETOKCH)-6-ME THIIITAPUIUH-3 -1T)KapOaMou) - 3-(2-U30p oM CHIT ) a3e TUAUH- 1 -
KapOOKcaMu10)-2,2-TMMETHIIIPOTIAHOBYIO KHCIIOTY;

4-(3-((2-(nuhTOpMETOKCH ) -6 -METHIITHPHUIUH-3 -1 )KapOaMOori) - 3 -(2-H30Tp ONHI(PCHI ) a3e TUAUH- 1 -
KapOOKcaMun10)-2,2-TMMETHIOYTaHOBYIO KUCIIOTY;

N4-(2-(mrhTOpMETOKCH )-6-MEe THITTUPUIUH-3 -1T)-4-(2-u3onponwideHun ) munepuana- 1 ,4-
JUKapOOKCcaMuJT;

N4-(2-(mudTopMeTokcH )-6-Me TP AnH-3-111)-N 1 -(2-Tuapokcud TH)-4-(2-
n3onponwiIGeHmT) TUnepuana- 1 ,4-TuKapOOKCaMuT,

6-(3-((2-(muTOpMETOKCH )-6-ME THITTUPHUINH-3 -FT)KapOamowi)-3-(2-uzonponwideHrn)a3e T InH- | -
WJI)HUKOTHHOBYIO KUCIIOTY;

6-(3-((2-(mudpTOpMETOKCH)-6-ME THIIITAPUIUH-3 -1T)KapOaMow)-3-(2-U30mpoHI(CHIT ) a3e TUAUH- 1 -
WJT)IIUKOJIMHOBYIO KHCJIOTY;

2-(3-((2-(muhTopMETOKCH ) -6-ME THIITHPUIUH-3 -1 )KapOaMor) - 3 -(2-H30Tp OIHI(pCHI ) a3e TUAUH- | -
WIT)TMPUMHIMH-5-KapOOHOBYIO KHCIIOTY;

6-(3-((2-(mudpTOpMETOKCH)-6-ME THIITAPUIUH-3 -1T)KapOaMou)-3-(2-U30mpOTHI(CHIT ) a3e TUAUH- 1 -
W) TAPUIa3UH-3-KapOOHOBYIO KHCIIOTY;

5-(3-((2-(mubTOpMETOKCH )-6-ME THITTUPHU TN H-3 -FT)KapOaMowi)-3-(2-uzonponuideHmn)a3e T IuH- | -
W) TAPa3uH-2-KapOOHOBYIO KHCIIOTY;

1-(5-(3-((2-(muTopMeTOKCH )-6-METHITUPUIANH- 3 -HT ) Kap bamoni )-3-(2-u30mponuia eHIIT )a3e T ANH- | -
W) TAPUMUIAH-2 -WJT ) IUKJIOTIPpOTIaH- 1 -kapOOHOBYIO KHCIIOTY;

N-(2-(mudropmeTokcn)-6-MeTHIMAPUANH-3-11)- | -(4-broprmpuann-2-nn)-3-(2-u30nponuiapeHII )a3eTH-
JIMH-3-KapOoKcaMu;

N-(2-(mudropmerokcn )-6-Me THIMUPHUINH-3-11)- 1 -(3-dToprupuun-4-1m)-3-(2-n3onponuideHun)a3eTn-
JIMH-3-KapOoKcaMu;

N-(2-(mudropmerokcn )-6-Me THIIMHPUINH-3-11)- 1 -(S-dTopnupumMuanH-4-mi)-3-(2-u3onponuide-
HUIT)a3eTUINH-3-KapOOKCcaMuI;

N-(2-(mudropmeroken)mupuant-3-un)-1-(5-proprmpumuaun-4-un)-3-(2-u3onponmidheHun)a3e THANH-3 -
KapOOKCaMH/T;

1-(5-nnanonmpuauH-2-wmi)-N-(2-(mud TopMeTOKCH) -6 -METHIIMTAPUAUH-3 -11)-3-(2-H30TTp oI e HIIT)a3e TH-
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JIMH-3-KapOoKcaMu;

1-(5-umanommpuanH-2-mi)-N-(2-(1ud TopMeTOKCH ) TUPUIUH-3 -111) - 3-(2-u30nponmih eHIT )a3e THANH-3 -
KapOOKCaMH/T;

1-(5-nnanonmpuMuarH-2-1i)-N-(2-(nud TopMe ToKCcH)-6-Me THIIMPUAHH-3 -1 )-3-(2-n30nponuide-
HUT)a3eTUINH-3-KapOoKcaMuI;

1-(5-nnanonmpumMuarH-2-11)-N-(2-(mud ropmMeroken ) mupuauH-3-1t)-3-(2-uzonponid eHun )a3e THIUH-3 -
KapOOKCaMH/T;

2-(3-((2-(mupropmMeToKCH)-6-METHIITUPUANH-3 -1 )KapOamon )-3-(2-u30nponuiap eHIIT)a3e TU U H- 1 -
WIT)OKCa301-4-KapOOHOBYIO KHCIIOTY;

N-(2-(mudropmerokcn )-6-Me THIIMHPUINH-3-11)- 1 -(S-dTopnupuMuanH-2-mi)-3-(2-u3onponuide-
HUIT)a3e THIH-3-KapOOKCaMHU/T;

N-(2-(mudropmMeToKcn )-6-Me THIIUPHUINH-3-11)-3-(2-u30nponmidernn)- 1 -(2-Me TImupuMu AnH-4-
WIT)a3eTHIUH-3-KapOOKCaMHUT;

N-(2-(mudropmeTokcn )-6-MeTHIIHPUINH-3-11)-3-(2-u30nponmipeHnn)- 1 -(4-okco-4,5-Turuipookcaso-
2-Wn)a3eTHANH-3-KapOOKCaMHU/T;

N-(2-(nudTopmMeToKCcH)-6-METHIIMUPUARH-3 -1 )-3-(2-n30nporuieHmn)- | -(4-THIpOKCHOKCa30I1-2 -
Wi)a3eTHaH-3-KapOoKkcaMuI;

N-(2-(nudTopmeTokcn)-6-MeTHIMUPUANH-3-11)- 1 -(5-ruapoxcu-1,2,4-okcamuazon-3-umn)-3-(2-u3ompo-
I eHIIT)a3e TUANH-3-KapOOKCaMUT,;

N-(2-(nudTopmMeToKcH)-6-MeTHIIMUPUANH-3-11)-3-(2-n3onponmiderwn)- 1 -(5-okco-4,5-nuruapo-1,2,4-
OKCaana30y1-3-1i1)a3eTHIUH-3-KapOOKCaMuI;

3-(2-muxnonentmindernn)-N-(2-(TudTopMeTOKCH )-6-METHITHPH M H-3 - 11 )a3e THANH-3-KapOoKcaMHu I,

3-(2-muxiorexcundenun)-N-(2-(audpTopMeTOKCH)-6-ME THITITUPHU TUH-3 - 1T ) a3 TH I H-3 -KapOOKCaMuL;

4-(3-(2-umknooytmindenwn)-3-((2-(mupTopMeTOKCH)-6-ME THIIITUPUIMH-3 - 1T )KapOaMOWIT )a3e TH I H- | -11)-
2,2-nmuMeTnn-4-0KkcoOyTaHOBYIO KHCIIOTY;

4-(3-(2-nuknonenrmidenin)-3-((2-(nud TopMeTOKCH )-6-MEe THIITTUPHU TN H-3 -HIT)KapOaMOnT )a3e THIUH- 1 -
ni)-2,2-TuMeTIT-4-0KkCOOyTaHOBYIO KHCIIOTY,

4-(3-(2-umknorekcmnpennn)-3-((2-(mudropmMeTokcH )-6-MeTHITUPHINH-3 -HIT ) KapOaMOnI )a3e THIUH- | -1T)-
2,2-nmuMeTHII-4-0KCOOYTaHOBYIO KHCIIOTY;

4-(3-((2-(mudropmMeToKCH)-6-METHIITAPUINH-3 -1 )KapOamoni )-3-(2-nporuiieHuT )a3e TU U H- | -1t1)-2,2 -
TIUMETHIT-4-0KCOOYTAaHOBYIO KHCIIOTY;

N-(2-(andropmeToKcn )-6-MeTHINHPHANH-3-11)-3~(2-TOp-6-M30NponIh eHIIT)a3e TH AN H-3-KapOOKCaM KT,

4-(3-((2-(nndTOpMETOKCH)-6-METHIITTUPUANH-3 -1IT)KapOaMOmT ) -3 -(2-N30MponHII-S-Me THII D eHIIT )a3e TH-
IWH-1-11)-2,2-muMeTHI-4-0Kco0yTaHOBYIO KHCIIOTY;

4-(3-((2-(andTOpMETOKCH)-6-METHITTUPUINH-3 -1 )KapOamom) -3 -(2-h Top-6-u30npormi eHUIT)a3e TH AN H-
1-mi)-2,2-numMeTni-4-0KkcoOyTaHOBYIO KUCIIOTY;

4-(3-((2-(nndTOpMETOKCH)-6-METHITTUPUINH-3 -1 )KapOamom)-3-(5-¢ Top-2-u3onpornmi eHNIT)a3e T AN H-
1-nm)-2,2-nuMeTnI-4-0KCOOyTaHOBYIO KUCIIOTY:;

N-(2-(3-((2-(muhTopMeTOKCH )-6-MEe TUITHUPU N H-3 -1IT)KapOaMow)-3 -(2-uzonponideHm )a3e TH IUH- | -
WIT)-2-0KCO3THN )-N-TIPpONTMJITITHIINH;

metun  N-(2-(3-((2-(mudTropmMeTOKCH)-6-METHIITUPUANH-3 -1 ))KapOaMor )-3-(2-u30mponmih eHNT ) a3e TH-
JUH- 1 -11)-2-0KCO3THIT)-N-(2-METOKCHI THIT )TN ITHHAT;

N-(2-(3-((2-(zandpTOpMETOKCH)-6-METHIITUPU I H-3 -1JT)KapOamMo i ) -3 -(2-n3onponuideHiT )a3e TH 1 H- 1 -
WI1)-2-0KCO3THI ) -N-(2-METOKCHITHI )TN H;

metmn (2-(3-((2-(andTOpMETOKCH)-6-ME THIITTUPHUIH-3 -1JT)KapOamo) - 3 -(2-nu3orpornmideHui)a3e TH AU H-
1-1111)-2-0KCOITHI)ITIULINHAT;

(2-(3-((2-(mrpTopMETOKCH )-6-ME THITITUPUAMH-3 - 11T ) KapOaMo ) -3-(2-u3onponuih eHIIT )a3e THIUH- | -1T)-
2-0KCO3THII)TJINIIHH;

N-(2-(3-((2-(mudbTopMeTOKCH )-6-MEe TUITHUPUIUH-3 -FIT)KapOaMow)-3 -(2-uzonponideHmn )a3e TH InH- | -
WIT)-2-0KCO3THN )-N-3THITIIUIUH;

3-(2-m3omnponmndeHu)-N-(6-MeTHII-2 -TIPOTTOKCUITUPUINH-3-101) - | -Cynb(aMonnaze TH InH-3-KapOOKCaMHUT;

N-(2-(mudTopMeTOKCH)-6-METHITTUPUINH-3 -1T)-3-(3-U30TPONTMIIITAPH U H-2 -1T)a3€ THTMH-3 -KapOOKCaMH T

4-(3-((2-(mupropmMeToKCH)-6-METHIITUPUIANH-3 -1T)KapOamMmoni )-3-(3-H30 PO P U U H-2 -1 ) a3 TH A H-
1-nm)-4-0kcOOYTaHOBYIO KHCIIOTY;

N-(2-(mudropmeTokcn )-6-Me THIIHPHUINH-3-11)-3-(3-U30 P OMMIITHPHIUNH-2 -11) - | -CyJIb(haMOmIa3e THINH-
3-kapOoKcamu/;

N1-muxnonponui-N3-(2-(qudTopMeToKcH)-6-MeTHIN PUARH-3-11)-3~(3-M30IPONMIIITHPUINH-2- 1T )a3e-
TUAWH-1,3-1uKapOoKcaMu;

N-(2-(muTopmMeToKCH)-6-MEeTHIIMMPHINH-3-11)- 1 -(5-¢Top-2-MeTrmmprMuanH-4-1i1) -3 -(3-130Np oI PH T H-
2-1T)a3e TUITHH-3 -KapOOKCaMU T,

N-(2-(mudropmeTokcn)-6-MeTHIMAPUANH-3-11)- | -(3-pTop-6-MeTHIIHPH AMH-2-71 ) -3 -(3-H30 TP OTTHIITTH-
PUAMH-2-HJT)a3e TUINH-3-KapOOKCaMHUT;
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N-(2-(andropmeToKcn )-6-MeTHINHPHANH-3-11)-3~(3-U30IpONHIITHPHANH-4-HJT)a3e TH I H-3 -KapOOKCaMHUI;

N-(2-(mudropmeToKcH )-6-Me THIIHPHUINH-3-11)-3-(3-U30 P OMMITUPUIUH-4-1111) - | -CyJIb(haMOomIa3e THINH-
3-kapOoKcamuI;

N-(2-(mudTropmMeToKCcH)-6-METHIIAPUIUH-3 -1 )-3-(3-U30TPONTMITTHPA3HH-2 -1 )a3e TH AN H- 3 -KapOOKCaMHUT;

N-(2-(mudropmeToKcH)-6-METHIIMAPUIUH-3-11)-3-(3-U30TpONMITIHPa3HH-2-11)- | -cybpamMonna3zeTHInH-
3-kapOoKcamuI;

N-(5-x1510p-3-METOKCUTTUPUTUH-2 -1T)-3 -(2-U30Tp OIS HII ) a3€ TH TN H-3 -KapOOKCaMHU/T;

N-(5-6pom-3-MeTOKCUTTHPUANH-2-1 )-3-(2-r30nponuideHIIT)a3e TU U H-3-KapOoKcaMu I,

N-(5-x10p-3-(ardTOpMETOKCH ) TUPUITUH-2 -11T)- 3 -(2-N30TTpOTII) HIIT ) a3 TH M H-3 -KapOOKcaMu1;

N-(5-6pom-3-(nudTopMeTOKCH)\TUPUANH-2-1I1)-3-(2-130TpONHIIQEeHIIT)a3e THINH-3 -KapOOKCaMuI;

N-(3-(mudropmeToKcn)-5-MeTHIHPHUINH-2-11)-3-(2-u30nmponmip e HIIT)a3e TUANH-3-KapOOKCaMHII;

N-(3,5-aAuMeTOKCHITUPUITUH-2 -11) - 3 -(2-n30Tp oI e HHI )a3e THAMH-3 -KapOOKcaMH I,

N-(5-x110p-3-(IUPTOPMETOKCH ) TUPUANH-2 -1 )-3-(2-IIUKIONCHTIII() SHUIT )a3e TH TN H-3-KapOOKCaMUT;

N-(5-x110p-3-(IUGTOPMETOKCH ) TUPUANH-2 -1 )-3-(3-U30 TP ONTMITITU P H-2 -WIT)a3e THIUH-3-KapOOKCaMHUT;

metinn  4-(3-((5-xmop-3-(audTropMeTOKCH ) TUPUINH-2-HIT)KapOaMow )-3~(2-ru30nponuih eHII )a3e TUNH- | -
nn)-2,2-TAMETHI0YTaHOAT;

4-(3-((5-xmop-3-(mudTOpMETOKCH ) TUPHUINH-2 -HIT ) KapOamMon )-3-(2-u30nponuig eHIIT)a3e TU A H- | -FT)-
2,2-muMeTHI0yTaHOBYIO KHCIIOTY;

4-(3-((5-6pom-3-(muhTopMeTOKCH ) TUPUINH-2 -1 )KapOaMow)-3-(2-uzonponwideHni )a3e T IHH- | -11)-
2,2-muMeTHI0yTaHOBYIO KHCIIOTY;

metun 4-(3-((5-6pom-3-(udropmMeToKeH ) TUpUINH-2-1IT)KapOamMou)-3 -(2-n3onponuideHrt)a3e TH IuH- 1 -
win)-2,2-numMeTrin-4-okco0yTaHoaT;

4-(3-((5-6pom-3-(muhTOPMETOKCH ) TUPUITIH-2 -HIT)KapOaMOwI) -3 -(2-H30Tp OIS HIT ) a3€ TUAUH- | -FT)-
2,2-nmuMeTnn-4-0KkcoOyTaHOBYIO KHCIIOTY;

4-(3-((5-xmop-3-(aud TOpMETOKCH ) TUPUIUH-2 -1 ) KapOaMor )-3 -(2-u30npon i eHII )a3e TUIH- | -11)-
2,2-nmuMeTHI-4-0KCOOYyTaHOBYIO KHCIIOTY;

4-(3-((5-xy10p-3-METOKCUTTUPHU TN H-2 -FT)KapOamoni)-3-(2-u3onponmid e )a3e THAuH- | -1i)-2,2-
TIUMETHIT-4-0KCOOYTAaHOBYIO KHCIIOTY;

4-(3-((5-6pom-3-MeTOKCUTHPUANH-2-HJ )KapOaMom)-3-(2-uzonponmideHnn ))aze T iuH- | -ui)-2,2-
JTIUMETHIT-4-0KCOOYTAaHOBYIO KHCIIOTY;

4-(3-((3-(mudpTropMeTOKCH)-5-METHIITUPUIANH-2 -1 )KapOamMon )-3-(2-u30nponuiap eHIIT)a3e TU U H- | -1T)-
2,2-nmuMeTnn-4-0KkcoOyTaHOBYIO KHCIIOTY;

1-(2-(3-((3-(muTopMETOKCH ) - 5-METHIITUPUANH-2- 1T )KapOamoni)-3-(2-u30nponiieHu1 )a3e T IH- | -
WT)-2-0KCO3THII) TUKJIOO0Y TaH- | -kapOOHOBYIO KHCIIOTY;

6emsmn 3-((3-((3-(mudTopMeToKCH)-5-METHIITNPHITH-2-1IT)KapOaMomiT)-3-(2-130TpornuideH T )a3e THIUH- 1 -
WJT)CYJTL(OHIIT)ITPOTIaHOAT;

3-((3-((3-(mudpTropMeTOKCH )-5-METHIITUPUANH-2 -IIT)KapOamou )-3-(2-u3onponmwideHun)a3eTHauH-1 -
WIT)CYJIb(OHUIT)TPOTIAHOBYIO KUCIIOTY:;

N-(5-x150p-3-MeTOKCUTTUPHUTUH-2 -11)-3 ~(2-n3onpornmiderun)- | -cyiaphamMmonnazeTHANH-3-KapOoKcaMu I,

N-(5-6pom-3-MeToKCUHPUANH-2-1)-3-(2-m3onporuindeHun)- 1 -cymbhaMonmiaze THINH-3 -KapOOKCaMuUT;

N-(5-x50p-3-(AUPTOPMETOKCH ) TUPUANH-2-11)-3-(2-n30mpormideHun)- 1 -cynbhamona3e THIuH-3 -
KapOOKCaMHU/T;

N-(5-6pom-3-(nudTopmeToKCH)TUpUANH-2-11)-3-(2-130nponmidenwn)- 1 -cynbhamonnazeTuAnH-3 -
KapOOKcaMuI;

N-(3,5-aumeToKCHITUPUIUH-2 -11)- 3 -(2-n3opornmideHun)- 1 -cyabhaMonnaze TH IH-3-KapOoKcaMu1;

N-(5-x110p-3-(IudTOPMETOKCH ) TUPUANH-2 -1T)-3-(2-ITUKIONIeHTHII( eHI)- | -cynbdhaMonna3ze THIUH-3 -
KapOOKcaMuJI;

N-(5-x10p-3-(ardTopMeTOKCH ) TUPUIUH-2 -111)-3 -(3-N30TPOIMIITUPUANH-2 -1 )- | -Cynb(haMOonIa3e THANH-
3-kapOoKcamuI;

N°~(5-xm10p-3-(nudropmeroxcn)mupuanH-2-mn)-N ' -uxnonponm-3-(2-usonpormndermn)asetuaus- 1, 3-
JMKapOOKCcaMuJT;

N°~(5-6pom-3-(audropmerokcn)mupuana-2-m)-N ' -muknonpor-3-(2-msonponuidernn)azeTaaun- 1, 3-
JMKapOOKCcaMuJT;

2-MeTOKCU-2-0KCo3TUI  3-((3-(AudTOPMETOKCH)-5-METHIITAPHANH-2-1 )KapOamMow )-3-(2-u3onponmide-
HUIT)a3eTUINH- | -kapOOKCHIaT;

2-((3-((3-(mupTopMeTOKCH)-5-METHIITUPUIIH-2 -WIT)KapOamow)-3-(2-u3onponumideHnn)a3eTHIuH- 1 -
KapOOHMII)OKCH)YKCYCHYIO KHCIIOTY;

1-((3-((3-(mupTopMeTOKCH)-5-ME THIITUPUIIH-2 -WIT)KapOamom)-3-(2-u3onponumwideHnn)a3eTH I H- 1 -
KapOOHMII)OKCH ) IMKJIOTIPOTIaH- 1 -kapOOHOBYIO KHCIIOTY; WIN

N-(3-(mudropmeTokcn )-5-MeTHIIHPUINH-2-11)-3-(2-1u30nponmipernn)- 1 -(4-okco-4,5-Turuipookcaso-
2-Wn)a3eTHANH-3-KapOOKCaMHU/T;

WM ero (papManeBTHIECKU IpueMiieMast Coilb.
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13. Coemuaenue 1o 1.1, Tie yKa3aHHOE COCTUHEHHUE MpejacTaBiseT coooit: 4-(3-((2-(mudropmerokcn)-6-
METWITUPHUIUH-3 -1 )KapOaMon)-3-(2-u3onponmih e Ui )a3e THANH- | -11)-2,2-TUMe THIOYTaHOBYIO  KHCIIOTY;
WITH

4-(3-((2-(mupropmMeTOKCH)-6-METHIITUPUIANH-3 -11)KapOamMon )-3-(2-ru30Tponuap eHIIT )a3e TU U H- | -1T)-
2,2-nmuMeTHI-4-0KCOOYTaHOBYIO KHCIIOTY;

WK €T0 (papMarieBTUIECKH MPUEMIIeMasi COJlb.

14. ®apmarneBTHYECKas] KOMITO3UITUS, EHCTBYIOMIAs Kak aHTaroHUcT perenrtopa LPAR;; yka3zanHas koM-
TIO3UITUS CONIEPYKUT COSAWHEHHE 1O JIoOoMy m3 1. 1-13 mmm ero (dapmarieBTHUECKH TPUEMIIEMYIO COJIb U TI0
MEeHBIIIel Mepe onH (hapManeBTHYECKN IIPHEMIIEMBIi HOCHTEIb.

15. IlpumeneHne coeAnHEHU 110 Jit06oMy 13 1. 1-13 nim ero apmaneBTHYECKH PUEMIIEMON COJIM B Ka-
YEeCTBE JIEKAPCTBEHHOI'O CPEACTBA, KOTOPOE SABJIAETCS aHTarOHUCTOM perenropa LPAR;.

16. [IpumeneHne coeAMHEHUs Mo J000oMy U3 m.1-13 mwim ero ¢apMareBTHYECKH IPHUEMIIEMOH CONH JUIs
NpEeIOTBPAICHHS WK JieueHHs: Gprudpo3a, AepMaToIOTHYECKUX HApYIICHHH, O0JIH, 3I0Ka4eCTBEHHBIX, TOOpOKa-
YECTBEHHBIX NPOoJH(epaTHBHBIX 3a00JIeBaHHUH, PECIIMPATOPHBIX 3a00JIeBaHIA, HAPYILICHUH CO CTOPOHBI HEPBHOM
CHCTEMBI, CEpIICUYHO-COCYIUCTHIX 3a00JICBAHUH, BOCTIAIUTEIbHBIX HAPYIICHUH, 0)KUPEHHS] N PE3UCTEHTHOCTH
K MHCYJIMHY.

@ EBpa3suiickasi naTeHTHas opraHusauus, EAMB
Poccus, 109012, MockBa, Manblii Yepkacckuii nep., 2
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