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MIPUMEHEHHIO /ISl JISYEHHS 3JI0Ka4eCTBEHHOI'0 HOBOOOPa30BaHMS IMyTEM MOJIYJIMPOBAaHHMS UMMYHHOTO
OTBETa, BKIIOYAIOIIETO PEAaKTHBALMIO MMMYHHOH cuctembl B omyxonu. Kpome Ttoro, mzoOpereHue
OTHOCHUTCSL K HOBBIM OeH30()ypaHOBBHIM M OeH30THO(GEHOBBIM Npon3BoAHbIM Gopmyinsl (II) u ux
MIPUMEHEHHUIO B KadeCTBE JIEKapCTBEHHBIX IPENaparoB, K MX IOJNYyYEHUIO, K WX (apMareBTHUECKH
MIPUEMJIIEMBIM COJISIM U K MX IPUMEHEHHIO B KaueCTBE JIEKapCTBEHHBIX ITPENaparoB, K (hapManeBTHIeCKUM
KOMIIO3UIIMSM, COZIEPKAIIMM OJTHO MJIM HECKOJbKO coenuHeHui ¢opmynsl (1), U, B 0coOEHHOCTH, K HX

IIPUMEHEHHIO B KaYECTBE MOIYJIITOPOB PELENTOpoB npocrartananta-2 EP2 n/umu EP4.
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IMMPUMHUJMHOBBIE ITPOU3BOJHBIE B KAYUECTBE MOAYJIATOPOB PGE2
PELIEIITOPOB

Hactosimee wu300peTeHHe OTHOCUTCS K MUPUMHUAUHOBBIM  MPOHU3BOJAHBIM
dbopmynbl (I) U UX TPUMEHEHUIO ISl JIeUeHHs] 3JI0KAaYECTBEHHOTO HOBOOOpPA30OBaAHUS
nyTeM MOAYJIHUPOBAHHUS UMMYHHOTO OTBETA, BKJIKOUAIOIIEr0 peakTHUBALUI0 MUMMYHHOMU
cucreMbl B omyxoiu. Kpome Toro, Hacrosimee H300peTEHHE OTHOCUTCS K HOBBIM
NUPUMHUAUHOBBIM TNpou3BoaHBIM ¢opmynsl (II) m UX mNpUMEHEHHI0O B KadecTBe
JeKapCTBEHHBIX mpemnapaTtoB. M300peTeHne Takke KacaeTcss POJACTBEHHBIX AaCHEKTOB,
BKJIFOYAsl CIOCOOBI TMOJYyYEHHS COeAMHEHHH, QapManeBTHYECKHe KOMIIO3UILIHH,
coaepkamue OJHO WU Heckosbko coenmHeHuit ¢opmynsl (I)/popmynsr (II), m ux
npuMeHeHne B kadecTBe moayisTopoB PGE2 penentopos EP2 (Ha3zpiBaeMBIX Takke
PTGER2, wHasbiBaembix Takxke PGE2 peuentoper EP2 mnoartuna) w/unu  EP4
(naspiBaembix Takke PTGER4, naszpiBaembix takxke EP4R, HaspiBaembix Takke PGE2
peuentropsl EP4 monruna). Coenunenus gopmynst (I)/dopmynsr (II), B ocodbenHocTy,
MOTYT INPUMEHSATBHCS B BHJE OTHAENbHBIX CPEACTB HJIM B KOMOWHAIUU C OJHUM HIHU
HECKOJBKUMH TEpaneBTHYECKUMH CPEACTBAMM HW/MJIM XUMUOTEpamued u/uiu
paguoTepanuedl W/WIM UMMYHOTEpanued I NpPelOTBPAINEeHHs/TPOPUIAKTUKI HIIH
JeYeHUs 3J10Ka4€CTBEHHBIX HOBOOOpa30BaHMI; B 4aCTHOCTH,
NpeaoTBpPAIECHU/TPOPUIAKTHKH MU JIEYEHHUs] MEJAHOMBI, paka JIeTKUX; paka
MOYEBOrO  My3bIpsi, KAPLUUHOM TIOYEK, 3JIOKAYEeCTBEHHBIX HOBOOOpa30BaHUMU
JKENyJOYHO-KUIIEYHOTO TPaKTa, paka 3HAOMETPHUs, paka SIUYHUKOB, paka MIeHKu
MaTKHU; U HEHPOOIaCTOMBI.

IIpocrarnanaun E2 (PGE2) sBnsieTcss OMOaKTHBHBIM JIMIUAOM, KOTOPBIH MOXKET
BBI3BIBATH LIUPOKHUI CHEKTP OMOJOrHYECKUX NEHCTBUMN, CBSI3aHHBIX C BOCMAJICHHEM H
3JI0KaueCTBEHHbIM HOBOOOpaszoBanmeM. PGE2 oTHocHTCS K TPOCTAHOUIHOMY
cemeiicTBy nununos. L{uknookcurenasa (COX) sBusercss CKOPOCTb-TUMUTHPYIOLITUM
dbepmMeHTOM B CHHTe3e¢ psna OHOJOTHYECKUX  MEOUAaTOPOB,  HA3BIBAEMBIX
npocTaHouaamu, cocrosumero w3 npocrarnmanauHos PGD2, PGE2, PGF2q,
npocranukanHa PGI2 u tpombokcana TXA2. IlpocTtanounbl GyHKIIUOHUPYIOT Yepes

AKTUBAIIMIO CEeMH TpaHCMeMOpaHHbIX cBsi3aHHBIX ¢ G-Oenkom peuentopoB (GPCR), B
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yactHocTH, EP1, EP2, EP3 u EP4 asusarotcs peuentopamu nns PGE2. Axtuanus xak
EP2, tax u EP4 nocpeactsoM PGE2 BbI3bIBa€T CTUMYJIALUIO aJ€HUIATLHUKIA3BI, UYTO
NPUBOAUT K MOBBIIIEHUIO YPOBHEH LUTOMIazMaTudeckoro CAMP ¢ mHuLIuUpOBaHUEM
MHOTOYHCIEHHBIX HUCXOASIIUX COOBITUH uepe3 ero MpOTOTHIHYI 3(QekTopHyIo
nporennkuHazy A. Kpome toro, PGE2 Ttakxe cmnoco0eH k mnepemaye CHUTHAJIOB
nocpencrsoM PI3K/AKT u Ras-MAPK/ERK curnanusauum.

370KaueCTBEHHbIE HOBOOOpa3oBaHUs (QUIYPUPYIOT CPEeAUd OCHOBHBIX NPUYUH
cMeptd BO BceM wmupe. Omnyxoim COCTOSAT HE TOJABKO U3 aHOMAJbHO
npoJu(epUpyOINX 3JOKAYECTBEHHBIX KJIETOK, HO Takxke U (YHKIHOHAJIbHO
NOAAEpPKUBAIOINEr0 MUKPOOKPYXEHHs. JDTO MUKPOOKPYXEHHE ONYyXOJIU COCTOUT U3
CIOKHOTO Habopa KJIETOK, KOMIIOHEHTOB BHEKJIETOYHOrO MAaTPHKCAa W CHUTHAJIbHBIX
MOJIEKYJI, U CO3/1a€TCsl U3MEHEHHOM CBS3bI0 MEXIY CTPOMAJbHBIMHU U ONYXOJEBBIMU
knetkamu. Ilo mMepe yBenuueHus  pasMepoB  OMNyXOJe€H, OHHU  BBI3BIBAIOT
NpOAYLHpPOBaHNE Pa3HOOOPa3HBIX (PAKTOPOB, KOTOPbIE MOTYT ITOMOYb POCTY OMYXOJH,
TaKUX KaK AHTHOTeHHbIe (aKTOPbl (CMOCOOCTBYIOIHE BPACTAHUIO KPOBEHOCHBIX
COCY/IOB), UJIU KOTOPbIE MOTYT IOMOYb U30€KaTh aTAKM MMMYHHOTO OTBETA XO35IMHA.
PGE2 sBnsercss TakuM HMMYHOMOAVJATOPHBIM (PAKTOPOM, MPOAYLHUPYEMBIM B
OMYyXOJISX.

Xopowmo pokazaHo, utro COX2, rnaBHeiM oOpa3zom uepe3 PGE2, coneiicTByer
ofmeMy pocTy OmNyXxojeld M TMOBBINIAKOIE PEeryJupyercs H KOpPpelIupyer ¢
KJIMHUYECKUM  HMCXOAOM B  3HAYUTEJBHOM  MNPOLEHTHOW  J0j€  LIHUPOKO
pacHpoOCTpPaHEHHBbIX  3JIOKAYECTBEHHBIX  HOBOOOpa3oBaHMIl, B  OCOOEHHOCTH,
KOJIOPEKTAJbHOTO paka, paka >KeJyAka, MUINEeBOAA, MOIXKEeIyIOUYHON Kele3bl,
MOJIOYHOM >keNe3bl U paka siMUHUKOB. Bricokue yposHu s3kcnpeccun COX-2 u PGE2
CBSI3BIBAIOT C HEOIJIACTHYECKOH TpaHchopmanueil, poCTOM KJIETOK, aHTHOTEHE30M,
MHBAa3UBHOCTBIO, METACTA3UPOBAHUEM U UMMYHHOH dBa3uei.

O6Hapyxenne Toro, uto COX2 cBepX3KCIPECCUPYETCS U UTPAET BAXKHYIO POJIb
B KaHLEpOreHe3e B Clydae 3JI0KaYeCTBEHHBIX HOBOOOPA30BAaHUN KEIyJOYHO-
kumeuHoro Tpakta (OKKT), Bkitodas, cpenm Npodyux, paKk NHUILIEBOAA, XEIyAKa H
KOJIOPEKTAJIbHBIA pak, Mpueeio kK ToMy, uTo COX-uHruOutops! (KOKCHOBI), BKIIOUYAs
L[eJICKOKCUO, U Ipyrue HeCTepOHWAHBbIE MPOTHUBOBOCHanuTeNnbHble cpenactsa (NSAID),
BKJIFOYAsl aCIIUPUH, SIBISIOTCS OJHUMH M3 HauboJee U3yYEeHHBIX NMPOTHBOOIYXOJEBBIX
XUMHOTPOPUIAKTUUECKUX CPEACTB, HAaxOAIMXCS Ha CTaguu pa3paboTKu Ha

ceronHsIIIHUN neHb (mns ob3opa cm., Hampumep, Wang R u ap., Curr Pharm Des.
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2013;19(1):115-25; Garcia Rodriguez LA u nap., Recent Results Cancer Res.
2013;191:67-93, Sahin IH u gp., Cancer Lett. 2014, anpens 10;345(2):249-57; Drew
DA wu np., Nat Rev Cancer 2016, 16:173; Brotons C u ap., Am J Cardiovasc Drugs.
2015, ampenp; 15(2):113).

B nononnenne k COX2 u PGE2, Takxxe u EP peuenrtopsl, B ocobennoctu, EP2 u
EP4, abeppaHTHO CBEPX3KCIPECCUPYIOTCS B MHOTOYHUCIIEHHBIX TUIaX
3JIOKa4Ye€CTBEHHBIX  HOBOOOpa3oBaHHWIi, B OCOOEHHOCTH, B  3J0Ka4YEeCTBEHHBIX
HOBOOOpa3zoBanusix keaygouHo-kumeuHoro Ttpakta (KKT) wu momxkenynodHoi
xene3bl. Kpome toro, ceepxskcnpeccus PGE2 w/unu EP2 w/unu EP4 kxoppenupyer ¢
nporpeccupoBaHueM 3a00JieBaHUN B CJlydae HEKOTOPBIX THIIOB 3J0Ka4€CTBEHHBIX
HOBOOOpa3OBaHMWH, TAaKUX KakK IUIOCKOKJeTo4yHas kapuuHoma nuimesona (Kuo KT u
ap., Ann Surg Onc 2009; 16(2), 352-60); niuockokjeTo4yHasi KapuuHoMma jierkoro (Alaa
M u np., Int J Oncol 2009, 34(3); 805-12); pak npencrarenpHoil xene3nl (Miyata Y u
ap., Urology 2013, 81(1):136-42); Badawi AF u Badr MZ Int J Cancer. 2003,
103(1):84-90); nmockokyerounass kapuuHoma roioBbl u meu (Gallo O u gp., Hum
Pathol. 2002, 33(7):708-14).

B cooTrBeTcTBHMM € HCCIENOBAHUAMH, BBIIOJIHEHHBIMH C KOKCHOAMH, HOKayT
COX1, COX2, mukpocomanbHoil npocrarnauaud E cunraszer 1 (mPTGES1), EP2 unu
EP4 y Mplmeli NnpuBOAUJ K YMEHBIIEHHUIO YaCTOThl U MPOrPEeCCUPOBAHUs ONMYXOJEHu B
pasiIMYHBIX OmyxoyeBbIXx Moxensx. Hamportus, cBepxskcnpeccus COX2 wunm
mPTGES1 y TpaHCreHHBIX MbllIel NPUBOAUIIA K YBEJIHYEHHUIO YaCTOThI OMyXoJyel u
onyxoyieBoi Harpy3ku (mist o63opa cMm. Nakanishi M. u Rosenberg D.W., Seminars in
Immunopathology 2013, 35: 123-137; Fischer SM u np. Cancer Prev Res (Phila)
2011, HOs16pB; 4(11):1728-35; Fulton AM u ap. Cancer Res 2006; 66(20); 9794-97).

Heckonbko (apmMakoJOrHUeCKUX HCCIENOBAHMI WHrHOMpPOBAaHHUS poOCTa U
NpPOTPECCUPOBAHUS ONMYXOJH C INPUMEHEHHWEM aHTaroHuctoB EP peunentopoB wim
uHruouropos COX2 B pa3IMYHBIX ONMYXOJIEBBIX MOZENAX ObUIM MPOBENEHbI Ha
mbimax. Cpenu npouero, EP anTaronuctel u/unu uHruduropsl COX2 cHMXanu pocT
ONMyXOJU M METACTa3UPOBAHHUE B HKCIEPHUMEHTAJbHBIX MOJENIX KOJOPEKTaJIbHOTO
paka (Hampumep, Yang L u ap. Cancer Res 2006, 66(19), 9665-9672; Pozzi A. u np.
JBC 279(28); 29797-29804), kapuunom nerkux (Sharma S m gp. Cancer Res 2005
65(12), 5211-5220), XeayAOYHO-KHIIEYHOTO 3JO0KAYECTBEHHOTO HOBOOOpPa30BaHUS
(Oshima H u np. Gastroenterology 2011, 140(2), 596-607; Fu SL u ap. World J
Gastroenterol 2004, 10(13); 1971-1974), paka monounoi#t xene3sl (Kundu N u ap.,
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Breast Cancer Res Treat 117, 2009; 235-242; Ma X u np., Oncolmmunology 2013;
Xin X u gp. Lab Investigation 2012, 1-14; Markosyan N u np.; Breast Cancer Res
2013, 15:R75), paka npexncrarenbHoi xkene3bl (Xu S u ap., Cell Biochem Biophys
2014, Terada m np. Cancer Res 70(4) 2010; 1606-1615), paka momXxenymouHOH
xene3pl (Al-Wadei HA u gp., PLOS One 2012, 7(8):e43376; Funahashi H u np.,
Cancer Res 2007, 67(15):7068-71). Uurubutopsr COX2 cHauana 6puin 0g100peHbI 151
JedeHus: ceMeiiHoro aneHomartosHoro mnosuno3a (FAP), xoropwiii siBiseTcs
HACJIEICTBEHHBIM CHHIPOMOM MPEAPACIOJI0KEHHOCTH K KOJOPEKTAJIbHOMY PaKy, HO
MO3’K€ OTKA3aJIUCh OT HUX B CBSI3HM C MOOOYHBIMU CEPAEUYHO-COCYAUCTBIMU 3 PeKTamMu.

Mexanuctuuyecku, PGE2 curHanuzanus TrJaBHBIM 00Opa3oM BOBJieYeHA B
NEePEeKPECTHBIE B3aMMOJEHCTBHUS MEXIY OMYyXOJEBBIMH H CTPOMAJbHBIMH KJIETKAMH,
TEM CaMbIM CO371aBasi MUKPOOKPY)KEHHE, KOTOpOoe OJIATONPHUSTHO UL POCTa OMYXOJIH.
B uwactHoctu, PGE2 curnanuszaumu uepe3 EP2 u EP4 wmoxer, Hampumep, (1)
NOAABJISTh LHUTOTOKCHYHOCTh €CTECTBEHHBIX KJIETOK-KHJJIEPOB M MPOAYLHPOBAHUE
UMH  LUTOKMHOB, (1) HCKaXaThb MOJSAPH3ALUI0  OMYXOJb-aCCOLUMHUPOBAHHBIX
Makpodaros B IMOJb3y ONyXOJb-MPOMOTHPYIOMUX M2 makpodaros (cMm., Hampumep,
Nakanishi Y u gp. Carcinogenesis 2011, 32:1333-39), (ii1) peryaupoBaTh aKTHBALHIO,
skcnaHcuio U 3¢pdexkropuyo pynkumio xak Tregs (perynstopHble T-kjieTku), Tak u
MDSC (cymnpeccopHbie KJIETKH MHUEJOHIHOrO MPOUCXOKIAEHUS), KOTOPbIE SBISIOTCS
MOIIHBIMH UMMYHOCYIPECCUBHBIMH KJIETKAMM, HAKAIJIMBAIOIIUMHUCS B OMYyXOJAX Kak
NAIMEeHTOB, TaK U SKCIIEPUMEHTAJIbHBIX JKUBOTHBIX Mozeinell (cMm., HampuMmep, Sharma
S u np., Cancer Res 2005, 5(12):5211-20; Sinha P u ap. Cancer Res 2007, 67(9),
4507-4513; Obermajer N u ap., Blood 2011, 118(20):5498-5505); (iv) moHuxkarome
peryaupoBathb skcnpeccuto IFN-y, TNF-o IL-12 u IL-2 B UMMYHHBIX KJI€TKaX, TaKUX
KaK €CTECTBEHHbIEC KJIETKH-KUJUIEphl, T-KJIETKH, AEHIPUTHBIE KJIETKH U Makpodaru,
Hapyasi cnoCOOHOCTh 3TUX MMMYHHBIX KJIE€TOK MHAYLHUPOBATH AMONTO3 OMYXOJEBBIX
KJIETOK U CHIepKHBaTh OHKoreHes (cMm., Hampumep, Bao YS wu np., Int
Immunopharmacol. 2011;11(10):1599-605; Kim JG u Hahn YS, Immunol Invest.
2000;29(3):257-69; Demeuere CE u ap., Eur J Immunol. 1997;27(12):3526-31;
Mitsuhashi M u np., J Leukoc Biol. 2004;76(2):322-32; Pockaj BA u np., Ann Surg
Oncol. 2004;11(3):328-39; (v) mnomaemsiTh akTuBamuioo, IL-2 OTBE4aeMOCTbD,
SKCMAHCUI0O M IUTOTOKCHYHOCTh T-KJIETOK, TE€M CaMbIM CHOCOOCTBYSI MECTHOM
uMMmyHocynpeccun (cMm., Hanpumep, Specht C u np., Int J Cancer 200191:705-712);

(vi) MHTUOMpPOBATH CO3PEBaHME ASHAPHUTHBIX KJIETOK, UX CIMOCOOHOCTH MPEACTAaBIISTH
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aHTUreHol u mnpoxynuposath IL-12, yro mnpuBoauT kK aOOpPTUBHOH aKTUBALNHU
UTOTOKCHUecKnX T-knetok (cMm., Hampumep, Ahmadi M u ap., Cancer Res 2008,
68(18):7250-9; Stolina M u ap., J Immunol 2000, 164:361-70); (vil) peryniupoBaTb
aHruoreHe3 onyxosu (oOpa3oBaHHE HOBBIX KPOBEHOCHBIX COCYIOB ISl CHaOKEHHs
NUTATEJbHBIMU BELIECTBAMHU U KUCIOPOJOM) MyTEM MOBBILIEHUS MTOJBUKHOCTH KJIETOK
SHIOTENHS W BBDKMBAEMOCTH, a Tak)ke nyteM yBenunuenus skcrnpeccun VEGF (daxrop
pocrta »sHpotenuss cocyaoB) (cm., Hampumep, Zhang Y wu Daaka Y, Blood
2011;118(19):5355-64; Jain S u ap., Cancer Res. 2008; 68(19):7750-9; Wang u Klein,
Molecular Carcinogenesis 2007, 46:912-923; (viil) mnNOBBIIATh BBDKUBAEMOCTH
onyxoneBbix kieTok (uepe3 PI3K/AKT m MAPK curnanmuzanuro). s oG3opa cm.,
Hanpumep, Kalinski P, J Immunol 2012, 188(1), 21-28; Obermajer N u np.,
Oncoimmunology 1(5), 762-4; Greenhough A u np., carcinogenesis 2009, 30(3), 377-
86; Wang D u Dubois RN, Gut 2006, 55, 115-122; Harris SG u ap., Trends Immunol
2002, 22, 144-150).

bruto  mokazaHO, YTO KOKCHOBI JEJAlOT OMNyXOJeBble KIETKH Oojee
YyBCTBUTEJBHBIMU K JIy4€BOM U XHUMHOTEPANnHuH, W ObUIM BBINOJHEHbl HJIH
IPOJOJIKAIOTCS HECKOJIbKO KIMHHYECKHX HMCCIEJOBAHUM KOMOMHHUPOBAHUS KOKCHOOB
¢ paguo- wu/unm xumuotepamueit (mas oO3opa cm. Hampumep, Ghosh N u np.,
Pharmacol Rep. 2010, mapT-anpens; 62(2):233-44; Davis TW u gp., Am J Clin Oncol.
2003, 26(4):S58-61; cm. Takxke Higgins JP u ap., Cancer Biol Ther 2009, 8:1440-49).

KpoMme TOro, cymecTBylOT HEKOTOpPBIE NOKA3aTeNbCTBA AAAUTUBHBIX 3((eKTOoB
W/UIN CUHEPTH3Ma MEXIy KOKCHOAaMH M MHTHOUTOpPaMHU PenenToOpOB SMUAEPMAIbHOIO
dakropa pocra (EGFR) (cm., Hanpumep, Zhang X u ap., Clin Cancer Res. 2005,
11(17):6261-9; Yamaguchi NH wu np., J Gastrointest Oncol. 2014, 5(1):57-66); u
uHruouropamu apomarassl (cMm., Hampumep, Generali D um np., Br J Cancer.
2014;111(1):46-54; Lustberg MB u ap., Clin Breast Cancer. 2011, asryct; 11(4):221-
7, Falandry C u np., Breast Cancer Res Treat. 2009, aBryct; 116(3):501-8); Chow LW
u np., J Steroid Biochem Mol Biol. 2008, 111(1-2):13-7).

bonee Toro, anpnuTuBHBIE/CHUHEpTHYeCKHEe dS¢dexTel OblIM 3aMe4YeHbl B
pa3NIMYHBIX MBIIIUHBIX MOZAENAX omnyxosell, korga acnupuH (uarudurop COX1/2)
koMmOuHupoBanmu ¢ anTu-VEGF anturenom (Motz GT u ap.; Nat Med 2014 20(6):607)
U 3Ta KOMOHMHAamuUs B HACTOsIIee BpeMs MNPOXOAUT KIMHUYECKHE HCCIEIOBAHUS

(NCT02659384).
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B nocnenHee Bpemsi OBLIO MOKAa3aHO, YTO Pa3jIUYHble UMMYHOTEPANEBTUUECKHE
NOAXONbl NMPU KOMOMHHMPOBAHUM MOTYT NPOSIBIATH YCHUJIECHHYIO NMPOTUBOOMYXOJIEBYIO
s¢ppexTuBHOCTE. Takum 00pazom, B CBSI3U C UMMYHOMOAYJHPYIOLUIUMH CBOHCTBAMH
PGE2, xokcubbl Takxe NPUMEHSIUCh B  KOMOHMHAIIMM C  Pa3sIMYHBIMU
UMMYHOTEpPANEeBTUUECKUMU TMOAXOAaMU. B 4YacTHOCTH, aAAUTHUBHBIE U JaXe
cuHeprudeckue 3PpGexkTbl MOKHO ObLTIO HAOMIOAATh TPU KOMOMHUPOBAHUU KOKCHOOB C
BaKLMHALMEH NEHIPUTHBIMU KJIETKAMH B KPBICHHON MOJIENU TJIMOMBI U B MBILIMHOM
MOJEIN Me30TeNrnoMbl uiau MenaHomsl (Zhang H u ap., Oncol Res. 2013;20(10):447-
55; Veltman JD u np., BMC Cancer. 2010;10:464; Toomey D u np., Vaccine. 2008,
25 UIOHS, 26(27-28):3540-9); c I'PaHyJIOIUTAPHO-MaKpOodarajibHbIM
KosoHuecTuMmyupyromuM ¢akropom (GM-CSF) nmpu omyxonsx TOJOBHOTO MO3ra y
mbiireii (Eberstal S u ap., Int J Cancer. 2014, 1 urons; 134(11):2748-53); ¢ ramma-
unteppeponom (IFN-y mpu onyxossx romosHoro mosra (Eberstdl S u gp., Cancer
Immunol Immunother. 2012, 61(8):1191-9); ¢ BakuuHauuel NEHAPUTHBIMU KJIETKAMH
wtn ¢ GM-CSF B mpimuuaO# Mozenu paka monouyHoi skene3sl (Hahn T u gp., Int J
Cancer. 2006,118(9):2220-31); u ¢ aneHoBUpYCHOH Tepanueil mHTepdepoHOM Oera
(IFN-B) B mpimmnHoN mMoxenu mezorenuomsl (DeLong P u ap., Cancer Res. 2003, 15
HOs10ps; 63(22):7845-52). Ilo yka3aHHBIM COOOpa)X€HHUSIM, aJNUTHUBHBbIE MM JaXe
cunepruueckue sdpdexrel kokcuboB w/mnmu EP2 wu/unu EP4 aHTaroHucToB Takke
MOXHO TpPEIBUAETh CO CpPEeACTBAMM, JEHCTBYIOIIMMM Ha IuTOTOKCcHYeckuit T-
aumdonuT-acconnuponannbiii 0enok 4 (CTLA-4), takumu kak antutena antu-CTLA-
4

2

antutena aHTtu-TIM-3, antutena antu-Lag-3; anturena antu-TIGIT; wunu, B
YaCTHOCTH, CO CpPEACTBAMH, ACHCTBYIOIMMHU Ha OEJIOK MPOrpaMMHPYeMOH CMepTH
kietku 1 (PD1), Takumu kak antutrena aHtu-PD1 wumu antu-PDL1 (nurang-1
nporpammupyemoit rudemn kietku) (Yongkui Li m gp. Oncoimmunology 2016,
5(2):e1074374;, Zelenay S u np., Cell 2015, 162; 1-14; WO02013/090552, uto
yKka3biBaeT Ha cuHepruueckuii 3 dexr nsoiinoit EP2 u EP4 Gnokaael B koMOMHALMH
CO cpencTBamu, AedcTByrmuMu Ha PD1).

AneHo3uH SIBIISIETCS APyTUM SHAOTE€HHBIM dakTopom c
NPOTUBOBOCMANIUTENbHBIMU CBONWCTBAMH, KOTOPBI T€HEpUpPYeTCs 4Yepe3 aKTUBHOCTH
skToHykJeoTuaas, CD39 u CD73, skcnpeccupyeMbIX Ha pa3jIM4YHBIX THUIAX KJIETOK,
Bkirouas perynstopHbie T-knetku (Treg) (Mandapathil M u ap., J Biol Chem. 2010;
285(10):7176-86). UMMyHHBIE KJI€TKH TakXe OTBEYAIOT Ha aJ€HO3UH, TOTOMY YTO OHH

HecyT peuentopsl st ADO, kotopsie sBisAr0TCA B ocHOBHOM A2a/A2b Ttuna (Hoskin
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DW, u np., Int J Oncol 2008, 32:527-535). CurHanu3auusi dyepe3 aJeHO3UHOBBIC
peuentopsl u  EP2/EP4  peuenTopbl  CXOAUTCS  HA  IUTOILIA3MaTHYECKOH
aJleHUJIaTIUKIIa3e, MPUBOAS K MoBbimaroiel perynsiuun cAMP. beuio nokasaso, 4to
aneHosuH u PGE2 paelcTBYIOT COBMECTHO B CYNPECCMU HMMYHHBIX OTBETOB,
onocpenoBaHHbIX perynsitopHbiMu T-kiaetkamu (Mandapathil M u np., J Biol Chem.
2010; 285(36):27571-80, Caiazzo E u ap., Biochem Pharmacol. 2016; 112:72-81).
Takum oOpasom, nHactosimume EP2 w/unu EP4 aHTaroHuctel MOryT OBITH
MOJIE3HBIMH, OTAEJbHO WM B KOMOWHAIMKU € OJAHUM HJIM HECKOJbKUMH
TEpaneBTUYECKUMH CPEACTBAMU W/UIU XUMUOTEpANUedl W/Uiu paguoTepanuend u/miau
UMMYHOTEpanueil; B YaCTHOCTH, B KOMOMHAIIMU C XUMHOTEpaIuel, paguoTepamnuei,
UHruOUTOpamMu EGFR, UHrHOUTOpaMHU apoMarasbl, AHTUAHTMOT€HHBIMU
JeKapCTBEHHBIMH TpernapaTaMy, UHTHOUTOpPAaMH aJeHO3WHA, UMMYHOTEpanuen, Takoi
Kak, B ocobeHHoctH, Omokana PD1 w/mnmm PDLI1, mnm npyrumMm TUmamMu TapreTHOM
Tepamuy; Ui MNPEeIOTBPALICHHUS/IPOPUIAKTHKNA WIIM JICUCHHUS 3JI0KaUYE€CTBEHHBIX
HOBOOOpa3oBaHWi, B OCOOEHHOCTH, IJs NPEAOTBPAINEHUA/TIPOPIIAKTUKN HIIH
J€UEeHHUs] paka KOXH, BKJIKOUas MeEJAHOMY, BKJIOYas METACTaTUUECKYI0 MEJaHOMY;
paka JIeTKUX, BKJIOUas HEMEJIKOKJIETOYHBbIH pakK JIerKHX, paka MOYEBOro My3bIpH,
BKJIIOYas pPak C€aMOro MOUYEBOrO My3blps, YPOTEIUANbHO-KJIETOYHYIO KapLHUHOMY,
KapUUHOM TMOYEK, BKJIOUAsl MOYEYHO-KJIETOYHYIO KAapLUUHOMY, METAaCTaTUYECKYIO
MOYEYHO-KJIETOYHYIO KapLUUHOMY, METACTATUYECKYH CBETJIOKJIETOYHYIO KapLUHOMY
IIOYEK; 3JI0KAYECTBEHHBIX HOBOOOpPAa3OBAHUH  JKEIYJOYHO-KHLIEYHOTO  TPAKTa,
BKJIIOYAs] KOJIOPEKTaJbHBIA paK, METACTaTUYECKUN KOJOPEKTAaJIbHbIM pakK, CEMENHbIN
aneHomato3ublii monuno3 (FAP), pak mnumesoma, pak Kedyaka, pak KeITIYHOTO
Ny3bIpsi,  XOJIAHTUOKAapLUHOMY,  TIeNaTOLe/UIIOJSAPHY  KapUUHOMY U pak
MOJKENyJOYHOH Kele3bl, TaAKONW KakK aJjeHOKapLUHHOMA MOJAXKENyJOYHOM JKeje3bl UIU
AyKTajbHasi KapLUHOMA IMOJKENyJ0YHOM JKeJe3bl; paka 3HIOMETPUS;, paka SUYHUKOB;
paka IIeHKW MAaTKH; HeHpoOJNacTOMBI, paka NPEACTATENbHONW JKeJe3bl, BKIKOYas
KaCTPalMOHHO-PE3UCTEHTHBII paK MNpeACTaTeNbHON ele3bl, OMyXoyiell TOJIOBHOTO
MO3ra, BKJIKOUYas MeTacTa3bl B TOJOBHOW MO3T, 3JIOKAUECTBEHHbIE TJIHOMBI,
MYyJIbTH(QOPMHYIO TIHOOIACTOMY, MenyJI00IacTOMY, MEHHHTHOMBI, paka MOJIOYHOH
JKeJle3bl, BKJIFOYas TPHUXKAbl HETaTUBHYIO KAapLUUHOMY MOJIOYHOW >KeJe3bl, OMyXoJjel
pPOTOBOI MOJIOCTU;, OMYyXOJeH HOCOTJIIOTKH, TOPAaKaJbHOTO paka, paka rOJOBBI U LIEH;
JIEMKO30B, BKJIOYasi OCTPbIA MHUEJOUIAHBIA JIEUKO3, T-KIE€TOUHBIN JIEHNKO3 B3POCIBIX;

KapouHOM, AaACHOKAPLHUHOM, TI/IpeOHI[HOfI KapuuHOMBI, BKJIOYHAsA MNAMNHJIIAPHYHO
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TUPEOUAHYI KapLUHOMY, XOPHOKapLUHHOMBI, capkoMbl IOuHra; ocreocapkoMmsl
pabmomuocapkomsl; capkombl Kamomu; numdom, Bkawouas numpomy bepxurra,
amumpomy XomxkkuHa, tumpomy MALT-Tuna, MHOKECTBEHHBIX MUEJIOM; M OIYXOJIEH,
UHAYLUPOBAHHBIX BUPYCOM.

Kpome Ttoro, cenextuBHble uian aBoiiHble EP2 n/mnu EP4 aHTaroHuUCTHI MOTYT
OBITh MOJIE3HBIMH B CJIy4yae HEKOTOPBbIX IPyrux 3ab0ojieBaHWl WU PACCTPOWCTB,
OTBEYAKOLIUX, HaNpuUMep, Ha Jeuenne naruoburopamu COX2, ¢ TeM NMpeuMyLIeCTBOM,
yto EP2 w/unun EP4 aHTaroHucCTHl He MOJIKHBI 00JIafaTh MOTEHUHAIbHBIMUA CEPIEYHO-
cocynucthiMu mobouHbIME 3(dekramu, HabmomaembiMu ¢ COX2 uHrudburopamu,
KOTOpBIe TJIaBHBIM 00Opa3oM oOycioBjeHbl BiusiHueM Ha cuHTe3 PGI2 u TXA2 (cm.,
Hanpumep, Boyd MJ u np., bioorganic and medicinal chemistry letters 21, 484, 2011).
Hanmpumep, Onokaga mnpoxayuupoBaHusi mpocrtariaHguHa uHruoutopamu COX
SIBJIIETCS TOMYJISIPHBIM CIIOCOOOM  JiedeHusi OOJiM, BKJKOYas, B OCOOEHHOCTH,
BOCMAJUTENbHYIO 00Jb U Oosie3HEeHHYI0 MeHcTpyauuro. Takum obpazom, EP2 wu/mnm
EP4 w/unm nBoitnbie EP2/EP4 aHTaroHucTbl MOTYT OBITh IMOJIE3HBIMU IJIST JICUCHHUS
6onu, B ocobeHHOCTH, BocnanutedapbHoi Oonu. Ha mpumepe EP2 HOkayTHBIX Mblnei
NOKa3aHo, 4yTo EP2 aHTaroHUCTBI MOXXHO MPUMEHATH AJS JICYEHUS BOCHAJUTEIBbHOU
runepanre3un (Reinold H u gp., J Clin Invest 2005, 115(3):673-9). Kpome toro, EP4
AHTArOHHCTHI  OKAa3bIBAIOT  TIIOJIOKUTEJNBHOE  BIUSHUE [N Vivo B  MOJEJNsX
BOCnanuTenbHo Oonu (Hampumep, Murase A, Eur J Pharmacol 2008; Clark P, J
Pharmacol Exp Ther. 2008; Maubach KA Br J Pharmacol. 2009; Colucci J Bioorg
Med Chem Lett. 2010, Boyd MJ u np., Bioorg Med Chem Lett 2011, Chn Q u np. BrJ
Phramacol 2010, Nakao K u nap., J Pharmacol Exp Ther. 2007, aBryct; 322(2):686-
94). Beenenue EP2 B komOunanuu ¢ antaronucrom EP4 mokasano 3HauuTeNnbHOE, HO
YaCTHYHOE TOAABJIEHWE BOCMAJIEHUS CYCTABOB B MBIIIMHONW MOJENH KOJIJIareH-
uHayuuposanHoro aptpurta (Honda T u np. J Exp Med 2006, 203(2):325-35).

EP2 w/unu neoiinbie EP2/EP4 aHTaroHUCTHI MOXKHO MPUMEHSTb IJIsI CHH)KEHHUS
KEHCKOH (QepTunpHOCTH, T.€. OBUIO TMOKa3aHO, YTO OHH MPEJOTBPALIAIOT
OepeMeHHOCTh MPU MPUMEHEHUH B Ka4eCTBe KOHTpanenTuBa Ha Makakax (Peluffo MC
u 1p. Hum Reprod 2014). EP2 HOKayTHBIE MBIIIH UMEIOT CHUKEHHYIO (EePTHUIBHOCTD,
MEHBbIIHE pa3Mepbl MOMETa W YMEHBIIEHHYIO 3KCHaHCHIO Kymyioca (Matsumoto u
ap., Biology of reproduction 2001, 64; 1557-65; Hitzaki u np., PNAS 1999, 96(18),
10501-10506; Tilley SL J Clin Inves 1999, 103(11):1539-45; Kennedy CR u np., Nat
Med 1999 5(2):217-20).
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CymecTtByer Takxke oOocHoBaHue Toro, uro EP2 w/mwnm EP4 aHTaroHucTsI
MOXHO TNPUMEHATH [Js NPEAOTBpAIlCHUS HJIN JE€YEHHs SHAOMETPUO3a:. HANpPUMeED,
EP2, EP3 u EP4 u COX2 cBepX3KCNPECCUPYIOTCS B SHAOMETPUOMUAHBIX KJIETOYHBIX
auHUAX W TKaHsx (Hampumep, Santulli P u ap. J Clin Endocrinol Metab 2014,
99(3):881-90); ObUIO MOKAa3aHO, YTO JIEYEHHUE AHTATOHUCTAMU HHTUOHMpPYET aare3uro
SHIOMETpHUalibHbIX KjeTok in vifro (Lee J u ap. Biol Reprod 2013, 88(3):77; Lee J u
np. Fertil Steril 201, 93(8):2498-506); kpome Toro, Obuto mokazano, yro COX2
UHTUOUTOPBI YMEHBLIAT MOPa’KEHUs HSHIOMETpPHUsl y Mblmeil mocpenctsom EP2
(Chuang PC u ap., Am J Pathol 2010, 176(2):850-60); u neueHne aHTarOHUCTAMH, KaK
Takke OBLIO MOKAa3aHO, MHAYLHPYET alomnTo3 KJIETOK dHIoMeTpus in vitro (Banu SK u
ap., MOI endocrinol 2009, 23(8) 1291-305).

JBoiinbie EP2/EP4 aHTaroHUCTHI MJIM KOMOWHALMIO CEJIEKTHBHBIX AHTArOHHCTOB
EP2 ¢ cenextuBHbIMH aHTaronuctamu EP4 noTeHLMAlbHO MOXKHO NPUMEHATH B
ciydae ayTOMMMVYHHBIX pacCTpPOHCTB;, Hampumep, OBLIO TMOKa3aHO, YTO OHHU
3¢ peKTUBHBI B MBIIIMHONW MOJENH B ciaydae paccesHHoro ckiueposza (MS) (Esaki Y u
ap. PNAS 2010, 107(27):12233-8; Schiffmann S u ap., Biochem Pharmacol. 2014,
87(4): 625-35; cm. Taxxke Kofler DM u ap. J Clin Invest 2014, 124(6):2513-22).
AxtuBanusi EP2/EP4 curnammszaumu B kierkax in vitro (Kojima F wu np.
Prostaglandins Other Lipid Mediat 2009, 89:26-33) cBsi3bIBaeT ABOWHBIE WIH
cenextuBHble EP2 w/unu EP4 aHTaroHWCTH C JleYeHHEM pPEBMATOMIHOIO apTPHUTA.
Kpome Toro, coobmanoch © mOBbIMIEHHBIX ypoBHsIX PGE(2) B CHHOBHANBHOM
JKUIIKOCTH U Xpsiliax mauueHToB ¢ octeoapTputom (OA), u Obuto nmokazano, 4yro PGE2
CTUMYJIHPYET JOerpanaiyio MaTPUKCAa B OCTEOAPTPUTHBIX XOHAPOLHMTAX MOCPEICTBOM
peuentopa EP4 (Attur M u np., J Immunol. 2008;181(7):5082-8).

Csepxoskcnpeccuto EP4 cBs3bIBalOT ¢ yCUJIEHHONW BOCHANUTENbHONW peakLuel B
aTtepockiepoTuyeckux Omsimkax nanueHToB (Cipollone F u np., Artherioscler Thromb
Vasc Biol 2005, 25(9); 1925-31), moatomy mnpumeHenne EP4 wu/unu nBOHHBIX
EP2/EP4 aHTaroHUCTOB MOKET OBITh MOKa3aHO s cTabunu3anuu OJnsmeKk u
NpeaoTBpAIeHUsT/TPOPUIAKTHKN OCTPBIX HINEMUYECKUX cHHApoMOoB. Kpome TOTO,
nedpunut EP4 mopmaBisieT paHHHMI aTepoOCKJEpO3, CTaBs IMOJ YIrpo3y BBIKHBAEMOCTH
makpodaros (Babaev VR u np., Cell Metab. 2008 nexadpsp; 8(6):492-501)

EP2 w/unu neoiiabie EP2/EP4 aHTaroHUCTHI TaK»e€ MOTYT OBITh MOJIE3HBIMHU IJIsI
Je4eHUs] THEBMOHHMH. BHYTPUJErO4YHOE BBEICHUE  aIlONTOTHYECKUX  KJIETOK

npoaemoHcTpuposano, 4to PGE(2) gepes EP2 BeI3bIBaeT mocienyroouiee yxyameHUe
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peKpyTHHra JEeHKOLMTOB B JIETKME W KJIUpeHca Streptococcus pneumoniae, a Takxke
ycunenHyw reHepanuto 1L-10 in vivo (Medeiros Al u np. J Exp Med 2009 206(1):61-
8).

Kpome Toro, EP2 w/unu nBoiinbie EP2/EP4 aHTaroHuctsl MOryT OBITH
NOJIE3HBIMU JUIsL JICUCHUS HeHWpoaereHepaTUBHBIX 3aboseBaHuil (mias ob30pa cMm.
Cimino PJ u ap., Curr Med Chem. 2008;15(19):1863-9). EP2 peuentop yckopsier
NpOTPECCUPOBAHUE  BOCHAJIGHUS B  MBIIMHOH  MOAEIM  aMHOTPOPUUECKOro
narepanbHOoro ckiepoza (ALS) (Liang X u np., Ann Neurol 2008, 64(3):304-14);
Takke Obuto mokazano, 4yto COX2 MHruOUTOPBH MPOSIBJISIOT HEHPONPOTEKTOPHBIE
cBOWCTBa B Mojensx ynapa, Oonesnu Ilapkuncona u ALS Ha rpeyHax (mist o63opa
cMm. Liang X u np. J Mol Neurosci 2007, 33(1):94-9), CHUKEHHYI0 HEHPOTOKCHUYHOCTD
HaOmonann B EP2 HOKayTHBIX MBIIIAx, KOTOPbIE MOJyYajdd MNapKUHCOHUYECKUH
tokcukaHT (Jin J u np., J Neuroinflammation 2007, 4:2), PGE2 uepe3 EP2 ycyryOnser
HeliponereHepanuo B KyJnbTuBUpyeMbIx kjetkax kpbic (Takadera T w mp., Life Sci
2006, 78(16): 1878-83); CHUIKEHHYIO aMUJIOUAHYIO Harpy3Ky HaOJOAaly B MBIIIMHON
moxaenu Oone3nu Anpureiimepa B couetanuu ¢ EP2 HokayTaeiMu Mbimamu (Liang X u
ap. J Neurosci 2005, 25(44):10180-7, Keene CD wu gp., Am J Pathol. 2010,
177(1):346-54). EP2 HyJI€BbIE MBILIH 3aIMIIEHbI oT CD14-
3aBHCHMOTO/ONIOCPEAOBAHHOTO BPOXXJEHHBIM  HMMYHUTETOM  HEHPOHAJIbHOTO
NOBpEXKIeHUs Npu HelponerenepatuBHoM 3aboneBanuu (Shie FS u ap. Glia 2005,
52(1):70-7); PGE2 w4epes EP2 ycunuBaer skcmpeccuro Oeka-npenmecTBeHHUKA
amuionna (APP) B KyJNbTUBUPYEMBIX KPBICHHBIX MHKpPOT/IHalbHbIX kjeTkax (Pooler
AM wu pp. Neurosci. Lett. 2004, 362(2):127-30). EP2 aHTaroHuct OrpaHUYHUBAET
OKHCJIHUTEJIbHOE  MOBPEXKIAEHHE OT  aKTHBALMU  BPOXKIAEHHOTO  HMMYHHUTETA
(BHyTpHuuepenHas uHbeKUsI LPS) B roJJOBHOM MO3T€ M MOKET NMPUMEHSATHCS B Clydae
AeMeHIuu AnbureiiMepa uim neMmeHuwu, cs3anHou ¢ BHUY (Montine TJ u np., J
Neurochem 2002, 83(2):463-70). B wbiumHON Mozenu Oone3HH AunblHreimepa
KOTHUTUBHAsA (YHKIOHUS MOXKET OBITh yAy4YIIeHa NyTeM TeHETHYEeCKOro H
dapmakonoruueckoro wHrudbuposanusi EP4 (Hoshino T u np., J Neurochem 2012,
120(5):795-805).

EP2 w/unu neotinbie EP2/EP4 aHTaroHHCTBHI TaK»e€ MOTYT OBITh MOJE3HBIMH JIJIs
Je4YeHHUs] ayTOCOMHO-AOMHUHAHTHONW MONMKUCTO3HOH Oonesnu nmouek (ADPKD): PGE2

yepe3 EP2 uHaynupyer HuCTOreHe3 3MUTENHAIbHBIX KJIETOK MOYEeK UeJoBeKa;, U ObLIOo
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HatineHo, uto EP2 ceepxakcnpeccupyercsa B obpasnax ot OonbHbIx (Elberg G u np.,
Am J Physiol Renal Physiol 2007, 293(5):F1622-32).

EP4 u/unu neoitnbie EP2/EP4 aHTaroHucThl Takxe MOTYT OBITh MOJIE3HBIMU IS
nedeHuss ocreonoposza: PGE2 crumynupyer pe3opOuMiO KOCTH TJIaBHBIM 00pa3om
yepe3 EP4 u wactuuno uepes EP2 (Suzawa T u ap., Endocrinology. 2000, ampens;
141(4):1554-9), EP4 HokayTHble MBIIIN MOKa3aJlu OCIAOJNIEHHYIO pe30pOLUI0 KOCTH
(Miyaura C u gp., J Biol Chem 2000, 275(26): 19819-23), u EP4 aHTaroHHUCTBI
nokasanu 4yactuyHoe nHrubuposanue PGE(2)-cTuMyIupOBaHHOIO OCTEOKJIACTOTEHE3a
U ocTeokyiacTu4yeckoi pe3opbumu koctu (Tomita M u ap., Bone. 2002, siHBapsb;
30(1):159-63).

WO02008/152093 packpbiBaeT celeKTHBHbIe Monyistopbl EP2 penentopos,
KOTOpbI€ COAEP>KAaT MHAOJbHOE KOJbLO, MNPUCOEIMHEHHOE K OCTallbHOW 4YacTu
MOJIEKYJIBI B TIOJIOKEHHUU 3, M NMHUPUMHUIUHOBBIH (pparMeHT, KOTOpPBIH, OOHAKO, HE
3aMelleH HENOCPEJACTBEHHO IMPUCOEJMHEHHbBIM apOMaTHUYECKUM 3aMECTUTEJIEM.
WO02006/044732 packpplBa€T NHPUMHANHOBBIE COEAUHEHHS, KOTOPBIE SIBISIOTCS
monynstopamu PGD2 wu, kak 3asBIC€HO, SBIAKTCS TMOJE3HBIMU, HAMPUMEpP, AJs
JeYeHHUs] aJJIepruueckux 3a0oNeBaHMil; OAHAKO, HampuMep, HLIFOCTPATHBHOE
coenunenue CAS 1001913-77-4, xotopoe OBLIO NPOTECTHUPOBAHO, OKa3ajloCh
HEaKTUBHbIM B OoTHomeHuu kak EP2, tak u EP4 peuentopos B in vifro aHanuse,
U3JI0)KEHHOM B 3KCIepUMEHTalbHOM pasfene Huke. WO02008/006583 packpbiBaer
NUPUMUIANHOBBIE TNPOU3BOAHBIC, KOTOpbIe SBISIOTCS uHruoOmropamum ALK-S.
W02006/044732 u WO2008/039882 packpbIBalOT OMNpeaesieHHble MUPUMHIUHOBbBIE
NPOU3BOJHBIE B KayecTBE€ AaHTArOHUCTOB pelenTtopa mnpocrarjaHguHa D2,
[MupumMunuH-2-UabHBIE TPOM3BOAHBIE PACKPBITBI B AokyMeHTax WO02013/020945,
WO02012/127032, WO02011/144742, WO02011/022348, WO02009/105220, Bioorg.
Med. Chem 2011, 21(13) 4108-4114 u Bioorg. Med. Chem 2011, 21(1) 66-75.
JlanbHelilue COeANHEHUs], KOTOPbIE, KaK 3asBJIEHO, ABJSIOTCS aKTUBHBIMU B KaueCTBe
NPOTHUBOOIMYXOJEBBIX  CPEACTB, PAaCKpBITBL B  AOoKyMeHTax W02006/128129,
WO02008/008059 u Bioorg. Med. Chem 2013, 21(2), 540-546. WO02012/149528
packpeiBaeT 2-METHJINHPUMHAMHOBBIE MPOU3BOJAHBIE B KauyeCTBE WMHIHOUTOPOB
uHAyuoenbHOl Gopmbl GochodpyKTOKHMHAZHI, KOTOPBIE, KaK MOJArarT, MOJE3HbI s
JeYeHHs 3JI0Ka4eCTBEHHOTO HOBOOOPA30BaHUS MyTeM OClIablIeHUs POCTa OMYyXOJHU 3a
CUET CHUJKEHHUsI YPE€3BBbIYaiiHO BBICOKOTO YPOBHsS TNIMKOJIM3a B ONYXOJIEBbIX KJIETKAax.

W02018/013840, W0O2013/163190 W02015/058067 u WO2015/058031 packprIBaroT
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onpenenennple uHruoOutopsl JIHK-TIK, B3aumopeiicTByrommue ¢ mpoueccamu
penapauuu JHK. PackpeiTbie coequHeHHs, Kak MOJarakT, MOOJE3Hbl JUIs
CEHCHUOMIM3aLUN  ONYyXOJEBBIX  KJETOK  NyTeM  MpsAMOTO  MOAYJIUPOBAHUS
nponudepanuu ONyXOJEeBBIX KJIETKaX, M I NOBbIIIEHUS 3>(PPEeKTUBHOCTH Kak
IPOTUBOOIYXOJEBON XUMUOTEPAINH, TaK U PaHMOTEPAINH.

Hacrosimee n3zobpereHne obOecrneunBaeT HOBbIE NMUPUMHAMHOBBIE IMPOU3BOJHBIE
dopmyner  (I)/popmyner  (II), koTOpBIE SBIASIOTCA MOAYISTOPAMH PELENTOPOB
npocrarnananHa-2 EP2 w/unu EP4. OnpeneneHHble COEIUHEHUS HACTOSIIETO
U300peTeHus SIBISIOTCS JABOWHBIMH AaHTArOHHCTAMH, Kak peuenrtopa EP2, Tak wu
peuentopa EP4. Coenunenus HacTOsImEero u3oOpeTeHus, TaKUM 00pa3oM, MOTYT OBITh
MOJIE3HBIMU  JUIA  NPENOTBpALIeHHUs/TPpOPUIAKTUKH HWJIU JIedeHHus 3a0o0JeBaHU,
KOTOpbIE OTBEYAIOT Ha OJOKUPOBKY penentopoB EP2 w/unu penentopos EP4, Takux
KaK, B OCOOEHHOCTH, 3JI0KaYe€CTBEHHBbIE HOBOOOpAa30BaHUs, IAe OCOOBIM aCIEeKTOM
ABJISICTCS JIEYEHHUE 3JIOKAaUYeCTBEHHOI0 HOBOOOpA30BAHUS MYTEM MOJAYJIHPOBAHUS
UMMYHHOTO OTBETA, BKJIIOYAIOLIEr0 PEAKTHBALNI0 UMMYHHOH CHCTEMBI B OMYXOJH; a
Takke OOJb, BKJIFOYAsi, B OCOOEHHOCTH, BOCHAJIUTENbHYIO 00Jb H OOJIE3HEHHYIO
MEHCTPYaIHI0;, 3HIOMETPHO3; OCTpPbleé HIIEMHUYECKHE CHHAPOMBI Yy OONBHBIX C
aTepOCKJIEpO30M, IHEBMOHHS, HelpoAereHepaTuBHble 3a00JIeBaHUS, BKJIIOYas
aMuoTpouUeckuil JatepaidbHBIA CKJepo3, yaap, Oone3Hb IlapkuHcoHa, Oone3Hb
AnbureiiMepa u  cBAsaHHas ¢ BHMY  npeMeHuus; ayTOCOMHO-JOMHHAaHTHas
NOJINKUCTO3HAs O0JIe3Hb MOYEK; U I KOHTPOJIS )KeHCKON (PepTHIBHOCTH.

1) ITepBblii acekT U300peTeHUsI OTHOCUTCS K coenuHeHusiM Gpopmyibl (1)

4b
R, RERT 4

®opwmyna (1)

AJId  NPpUMEHCHUA AJid JICYCHUA 3JI0KAaYE€CTBCHHOI'O HOBOO6paSOBaHI/I$I, rae
JCYCHUE YKA3aHHOI'O 3JIOKAQYC€CTBCHHOTIO HOBOO6paSOBaHI/IH OCYHECTBIIAKT NYTEM
MOAYJUPOBAHHUA HMMYHHOI'O OTB€TA, BKIKOYAKOIMEro peaxkTUuBaALIUIO I/IMMYHHOﬁ
CHUCTEMBI B OIYXOJIH,

rae YKa3aHHOC 3JIOKa4YCCTBCHHOC HOBOO6paSOBaHI/Ie, B OCO6€HHOCTI/I,

npencTasisieT coboil 3JI0kaueCTBEHHOE HOBOOOpa3oBaHUE, BHIOPAHHOE M3 MEJIAaHOMBI,
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BKJIIOYasl METACTaTUYECKYH MEJAaHOMY, paka JerKHX, BKJIYas HEMEJIKOKJIETOYHBIH
paK Jerkux;, paka MOYEBOro IMy3bIps, BKJIOYAs pak C€aMOro MOYEBOIO My3bIpH,
ypOTENHaNbHO-KJIETOUHYK) KapLUUHOMY, KapIUHOM IIO4Y€K, BKJIKYasg IOYE€YHO-
KJIETOYHYIO KAapLUUHOMY, METAaCTaTUUECKYK  IMOYEYHO-KJIETOUHYIO KapLUHOMY,
METaCTaTUYECKYK)  CBETJOKJIETOYHYIO  KapLUUHOMY  IOYE€K,  3JIOKa4eCTBEHHBIX
HOBOOOPA30BaHMH JKENyJOYHO-KHIIEUHOI'0 TPaKTa, BKJKOUYAs KOJOPEKTAJbHBIH pak,
METAaCTATHYECKUH KOJOPEKTAJIbHBIA paK, ceMelHbI aneHoMaTo3Hbli monunos (FAP),
pak TMHUINEeBOJA, paK JKeIyAKa, pakK »JKEJIYHOTO IMy3bIps, XOJAHTHOKApILUHOMY,
renaToleUIIOIAPHYI0 KapLUUHOMY W pakK TMOJKEeIyJOYHOW JKeje3bl, TaKoW Kak
aJleHOKapLUUHOMAa  MOJJKEIyAOYHOW  Kele3bl  WIM  AyKTalbHasi  KapLUUHOMA
MOJKENYyJOYHON JKejle3bl; paka SHAOMETPHUsS;, paka SMYHMKOB, paka IIeHKH MaTKH,;
HEHpoOJIacCTOMBI, paka MPEACTATEIbHOW  JKele3bl, BKJIOYas KacTPalUOHHO-
PE3UCTEHTHBIH pakK MpenCTaTeJbHOMN >Keje3bl; ONMyXoJjel TIOJIOBHOTO MO3Ta, BKJIOUas
MeTacTa3bl B TOJIOBHOH MO3r, 3JIOKQYECTBEHHbIE TIJHUOMBI, MYJIbTH(HOPMHYIO
riuodracTomMy, Menyiaiao0IacToOMy, MEHHHTHOMBI, PaKka MOJIOYHOH JKeJie3bl, BKIIOYas
TPUXKABl HETaTUBHYK KAapLUHOMY MOJIOYHOHN XeJie3bl, ONyXoJjel pPOTOBONH MNOJOCTH,;
ONyXOJied HOCOTJOTKHU, TOPAaKaJbHOI'O paka, paka roJIoBbl U IlIeH; JIEHKO30B, BKJIKOUas
OCTPBIM  MHUEJOUIAHBIA JIeHK03, T-KIeTOYHBIM JE€MKO3 B3POCIbIX; KAapLHUHOM,
aJeHOKapLUUHOM, THPEOUJHON KapLUUHOMBI, BKJIOYas MNANUJUISIPHYIO THPEOUAHYIO
KapLUHOMY, XOPUOKAPLUHOMBI, CapKOMBI IOunra; OCTE€OCAPKOMBI;
pabnomuocapkomel, capkombl Kamommwm, numdom, Bkiawouas aumpomy bepkurra,
mumdpomy XomkkuHa, tumpomy MALT-Tuna, MHOKECTBEHHBIX MUEJIOM;, U OMYyXOJIEH,
WHIYLUPOBAHHBIX BUPYCOM (B ocobeHHoCTH, Takoe 3JI0Ka4€CTBEHHOE
HOBOOOpa3OBaHUE BBIOMPAIOT M3 MEJIAHOMBI, paka JErKuX; paka MOUYEBOIrO My3bIPS;
KapUUHOM TIOY€K, 3JIOKaYECTBEHHBIX HOBOOOPA30BAHUM KEJTYyTOYHO-KHUIIEYHOTO
TPaKTa; paka YHIOMETPUS, paka SUYHUKOB, paKa MEHKH MATKU, U HEHPOOIaCTOMBI);
r7le YKa3aHHOE COEeNMHEHNEe HeOo0s3aTeIbHO IPUMEHSIOT B KOMOUHALIUHA C OTHUM
WIN HECKOJbKUMH XHMHOTEPANEeBTHUYECKUMU CpPEACTBAMH W/WJIM paguoTepamnuen

W/WIH TAapTeTHOW Tepanuei;
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rae B coenuHeHusix Gopmyisl (1):

Kosb1o (A) B pparmMeHTe

(R")s

(@)

npeacTaBisier Cco0Oi  apomaTuyeckoe S- WM O-YJIEHHOE KOJbIO WJIH
HeapoMaTH4YeCKOoe 5-7-4jieHHOe KOJIbIO, T/Ie YKa3aHHOe KOoJbIO (A) KOHIEHCHUPOBAHO
¢ (EeHWIbHOW TPYNIIOH, U A€ HE3aBUCHMO yKa3aHHOEe KoJbIO (A) HeoOs3aTeNbHO
COIEp KUT OAUH WIH JBa reTepoaToMa, HE3aBUCHMO BBIOPAHHBIX W3 a30Ta, KHCJIOPOAa
u cepbl (B 0COOEHHOCTH, Takas KOHIEHCHPOBAaHHAs Tpynmna o3HadaeT OeH30(ypaHuUI,
OeHzotnodeHus, 0eH30THA30INII, OEH30M30THA3O M, WHIOJIUI, WHIA30JuI, HaQTuI,
XWHOJUHWJ, U30XUHOJUHUI, 2,3-nuruapodbenso[b]ruodenun, 6enso[l,3]auokconmn,
1,3-gurnapouszobensodypanun, 2, 3-guruapodbensodypanmn, wHganuna, 5,6,7,8-
terparuapoHadTanuumi, 2,3-nuruapodensol 1,4 IMOKCUHII, XpOMaHWI, 3,4-TUTUAPO-
2H-6en30[1,4]okca3zunmu, 1,2,3,4-TeTparuApOXNHOJIUHUII, 3,4-npurunpo-2H-
6enzo[b][1,4]nnokcenunamn);

rae ykasaHHbI (parmeHT HeobssarensHo 3amemedH (R')y, rme (RY)a
npencTaBisieT cOOOW OOWH, BA, TPU WJIM YeThIpe HEOOs3aTEeNbHBIX 3aMecTUuTens (T.e.
yKa3aHHBIA parMeHT He 3aMEeLIEeH UJIM 3aMEIIeH OJHUM, ABYMsI, TPEMS HJIH YEThIPbMsI
Rl), rA€ yKa3aHHbIE 3aMECTHUTEIU R' HesaBucumo BeiOupaoT u3 (Ci3)ankuna (B
ocobenHnoctu, metuna), (Cy.3)ankenmna (B ocobennocTu, Bunuia), (C,.3)ankununa (B
ocobennoctu, ostuHmua), (Ci.;)ankokcu (B 0OCOOEHHOCTH, METOKCH, JTOKCH,
U30TIPONOKCcH), rajoreHa (B ocobeHHoctu, ¢ropa unu xjopa), -S-(Ci.;)ankuna (B
0COOEHHOCTH, METHICYJIb(haHUIA), (Ci3)pTopankuna (B 0COOEHHOCTH,
TpudTOpMETHIIA), (Ci3)propankokcm (B 0COOEHHOCTH,  TPHUPTOPMETOKCH,

7 N8 7 8
Iu(GTOPMETOKCH), IIUAHO, OKCO, -NRN'RN rie RN u R™® nesasucumo MPENCTABIAOT

2
coboii Bogopon wiu (C.4)ankun (B 0COOEHHOCTH, METHUIT);
3 o
R’ mpencrasnsier coboli Bomopod, MeTwa uiau Tpudtopmetun (B 0COOEHHOCTH,
BOJIOPON);
4a 4b v 4a 4b
R"™ u R" HesaBucuMmo mpexnctaBisitoT codoit Bogopoxn, metwi, win R™ u R

BMECTEC C AaTOMOM yrj€poaa, K KOTOPOMY OHHU NPUCOCAUHCHBI, MPEACTABIIAOT coboii

nuksgonpon-1,1l-guunenyro rpynny,
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R** u R®® nesaBucumo mpencrasmsiior coboil Bomopox, mermn, min R™® u R
BMECTE€ C aTOMOM YTIJepoJa, K KOTOPOMY OHH NPUCOEOUHEHBI, MPENCTABISIOT COOOit
nuksonpon-1,1l-guuneayro rpynny,

Ar' npencrasnser coboit

. dennn unu S5- unm 6-4ineHHBIH rerepoapus (B YACTHOCTH, S-UJIEHHBIH
reTepoapui, B 0COOEHHOCTH, THO(EHMI UK THA30JIWII); Te YKa3aHHbIA QeHMIT uiu S-
WM O-4YJIEHHBIH reTepoapusl HE3aBUCUMO SIBJISIETCS MOHO-, M- MJIM TPHU3aMELIEHHbBIM,
r7ie 3aMeCTUTEIN HE3aBUCUMO BHIOUPAIOT U3

. (Ci6)ankuna (B 0COOEHHOCTH, METHUJIA, 3TUJIA, H-TIPOTIUIIA, U3OMPOTIUIIA, H-
Oytuna, n3obytuna, 1-metunnponas-1-una, mpem-0ytuna, 3-MeTUIOyTHIA);

. (Ci.g)ankokcu (B OCOOEHHOCTH, METOKCH, O3TOKCH, H-TIPOTOKCH,
U3OMPOTIOKCH, H-OyTOKCH, H300yTOKCH);

. (Ci3)bropankuna, rtne ykasaHubii (Ci.3)pTopankun HeoOs3aTENbHO
3aMemeH  ruapokcu (B ocobeHHoctH, TpupTopmeruna, 2,2 2-tpudrop-1-
TUAPOKCUITUIIA),

. (Ci3)bTopankokcu (B 0coOeHHOCTH, AUPTOPMETOKCHU, TPUPTOPMETOKCH,

2,2,2-TpupTOPITOKCH),

. rajoreHa (B ocobeHHocTu, ¢ropa, xjopa, bpoma);
. [{UAHO,
. (Cs.g)umknoankuna, rae ykaszanHblil (Cs.q)UMKIOANKUI HE 3aMELIeH HWIU

MOHO3aMeIleH aMUHO (B OCOO€HHOCTH, LIUKJIONPONUIA, |-aMUHOLMKIONPOIIHIIA),
. (Cy.6)uMKIIOANKHIA, COOEPIKAMErOo KOJbIEBOH aToM KHUCJIOpOaa, The
yka3aHHbIN (Cy4.6)IMKIOANKUI, CONEPIKAIMUI KOJMbLEBONW aTOM KHUCJIOPOAA, HE 3aMeIleH

WM MOHO3aMeIleH THAPOKCHU (B OCOOCHHOCTH, 3-TUAPOKCUOKCETAH-3-11a);

. (C3.6)UHKIIOANTKUIOKCH (B 0COoOeHHOCTH, HUKJIOOYTUIIOKCH,
LUKJIOTIEHTHJIOKCH ),
. THIPOKCH,

= X'-CO-R”, rne

> X' mpencrasnser coGoii mpsamyio cBsisb, (Ci.3)amkuneH (B 0COGEHHOCTH,
-CH;-, -CH(CH3)-,-C(CH3);-,-CH,-CH;-), -O-(Ci.3)ankunen-* (B ocobennoctu, -O-
CH,-*, -O-CH(CHs;)-*, -0O-C(CHs;),-*, -0-CH,-CH;-*), -NH-(C,.;)ankunen-* (B
ocobennoctu, -NH-CH,-*, -NH-CH(CHj3)-*), -S-CH,-*, -CF,-, -CH=CH-, sTen-1,1-
auuin, —CH=CH-, -NH-CO-*, -CO- wau (C;.5)QUKJIOANKUIEH, TAe 3Be3J0UYKHU

1
YKa3bIBAaKOT HA CBsI3b, KOTOpPAasl NIPUCOECAUHEHA K TpyMIIe -CO-R®; u
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1 o
>  R° mpexcrasuser coboit

. -OH;

. -0-(Cy.4)ankun (B 0COOEHHOCTHU, ITOKCH, METOKCH);

. -NH-SO,-R%, rae R MpPEeNCTaBIsAET coboii (Ci.a)ankun,
5 (Cso)umknoankun, rae (Cs.¢)IUKI0ATKII HEOOS3aTeIbHO COAEPIKUT KOJIBIIEBOH aTOM

kucinopona, (Cs.q)uukmoankun-(C.3)ankuneH, rae (Cs.q)IUKIOANKHI HEOOs13aTEIbHO
COIEPIKUT KOJbLEBOH aTom kuciopoaa, (Ci.;)propankun uiau -NHj;
) -O-CHz-CO-RO", rmue R%! NpencTaBiseT CcOO0OW TUAPOKCH WU
(C1.g)ankokcu, unu -N[(C.4)ankun];;
10 . -O-CH2—O-CO-R05, rie R%? npenctasiser coboh (Cig)ankun  wiu
(C1-4)ankoxcu;
. -0-CH;,-CH;-N[(C;.4)ankuin], (B ocobennoctu, -O-CH,-CH,-N(CHs),); unu
J (5-metun-2-okco-[ 1,3 ] nuokcon-4-un)-MeTUIOKCH-;
[rme, B 4aCTHOCTH, Takas Tpymnma -X'-CO-R”! npencraeiser coboit -COOH,
15 -C0O-0-CHj3;, -CO-0-C;,Hs, -O-CH,-COOH, -O-CH(CH3)-COOH, -O-C(CHs),-COOH,
-0O-CH,-CH,-COOH, -NH-CH,-COOH, -NH-CH,-C0O-0-CHj3, -NH-CH(CHj3)-COOH,
-CO-NH-S0O,-CH;, -CO-NH-S0O,-C(CHj3);, -CO-NH-SO;-unknonponmi, -CO-NH-
SO,-C,Hs, -CO-NH-S0,;-NH;, -CO-0O-CH,-COOH, -CO-0-CH,-CH,-N(CHj3),, -CO-
0-CH;-CO-N(CHj3),;, -CO-0-CH,-0-CO-0-C,;Hs, -CO-0-CH,-O-CO-nponun, (5-
20 Metuia-2-okco-[1,3]auokcon-4-un)-metun-0-CO-, -CH,-COOH, -CH,-CO-0O-CHj,
-CH,-C0O-0-C;,Hs, -CH,;-CH,-COOH, -CH=CH-COOH, -CH=CH-CO-0-C;,Hs, -CF,-
COOH, -NH-CO-COOH, -CO-COOH, 1-kapbokcuuukiaonpomnaHn-1-ui];
. -CO-CH;,-OH;

N,OH
A

« 7 NHp.
25 . 2-runpokcu-3,4-THOKCOUKIO0YT-1-eHua;

. runpokcu-(C.4)ankuna (B 0COOEHHOCTH, TUIPOKCUMETHIIA, 1-

TUAPOKCUITUIIA),

. nuruapokcu-(C,.4)ankuna (B ocobeHHOCTH, 1,2-TUTHAPOKCHITUIIA);

. ruapokcu-(Cj;.4)ankokcu (B 0COOEHHOCTH, 2-THAPOKCUITOKCH),
30 . (C1.4)ankokcu-(C;.4)ankokcu (B 0COOEHHOCTH, 2-METOKCHUITOKCH);

. -(CH,)-CO-NR™RM rzxe r npexncrasuser coboii menoe umcno 0 wnu 1; u

2

3 N4 o
rme RN u RM nesasucumo mpencrasisior coboit Bomopos, (Ci.4)aikui, THAPOKCH-
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(Cy.9)ankun, (Ci.3)ankokcu-(C;.4)alKul UM TUAPOKCH (TO€ MPEeamOYTUTEbHO 10
MEHbIIEW Mepe OIUH U3 R™ u RM MPEACTaBIAET COO0M BOOOPOM; U i€ OTASIbHBIMU
npumepamu takoii rpymmsl -CO-NRVR™ apnsores -CO-NH,, ~CO-NH(CHj3), —CO-
NH(C,Hs), —CH,-CO-NH,, -CO-NH-C,H4-OH, —-CO-NH-C,H4-OCH3; wunu -CO-
N(CHs),, —CO-NH-uzonponui unu —CO-NH-OH);

. -X2NRMR™, rge X? npencrasnser co6oii -(CH;)p-, IIe m mpexacTaBiser
coboit uwenoe uucno 0 wnu 1, wiu X° npencrasiser coboit -O-CH,-CH,-*, rme
3BE3104YKA YKa3bIBAET HA CBsA3b, KOTOpAasi IPUCOEAUHEHA K IpyIIe NRMR™? 1 rpe

> R™ u R™ nesasucumo mpencrasisior co6oii Bomopox, (Ci.g)amkmi, (Ci.
g)ankokcu-(Cy.q)ankun, (Cs.g)uuknoankun unu (C,.3)pTopanku;

>  wm RV Hesasucumo npexncrasisier co6oit Bogopox uin (Ci.q)amkmn, u RN
He3aBucumo npexacrapisier cobori —CO-H, —CO-(Cy.3)ankun, —CO-(C,.3)ankunen-OH
unu —CO-0-(C,.3)ankun;

> wm RY' u R™ Bmecte ¢ aToMOM a30Ta, K KOTOPOMY OHH IIPHCOEIHHEHEL,
o0Opa3yioT 4-, 5- WM 6-4IEeHHOE HACBIIEHHOE KOJbLO, HeoOs3aTeNbHO COAepIKalIlee
OJIMH KOJIBI[€BOHM aTOM KHCJIOPOJa UJIH CePbl, IIe YKA3aHHOE KOJbLO HE 3aMEINEeHO WU
MOHO3aMEIIEHO OKCO IO KOJIBI[EBOMY aTOMy YIJIepOna, WU JHU3aMEIIEHO OKCO IO
KOJIbIIEBOMY aTOMY CEpHI;

(8 ocobennoctn, Takas rpymma -X'-NRYRM npencrasuser coGoii amuHo,
METUJIAMUHO,  O3THJIAMHMHO, MpPONUJIAMHHO, aMHHOMETHJ, METHJIAaMUHOMETHII,
N300yTUIIAMUHOMETHJI, LUKJIONPONUJIAMHHOMETHI, UHKIOOyTHIaMUHOMETHN, (2-
MeTOKCUATH )aMuHomeTun, (2,2, 2-tpudropatui)-amuno; uiu —NH-CO-H, —N(C,Hs)-
CO-H, -NH-CO-C,Hs, -NH-CO-CH,-CH;-OH, -NH-CO-0O-CHjs, —-N(CH3)-CO-O-
CH3; unn nmupponuaus-1-un, 2-okconmupponuau-1-umn, 1,1-1mOKCON30THA3OIUANH-2-
Wi, MOppOIUH-4-1J1, a3eTUIUH-1-Ua Wian nunepuaus-1-un, win 2-(AUMMETHIAMUHO)-
STOKCH);

. -NH-CO-NR™RM, rze R™ u R™ nesaBucumo mnpencrasusor coboit
Bogopon i (Ci.4)ankun (rae MpeamoYTUTENbHO 110 MeHblneil Mepe onuH u3 RV u
RN nmpencrasaser coGoii BOZOpOn; M e OTAEIbHBIME IPHMEPAMH TAKO TPYIIIbI
-NH-CO-NR™RM® gpusrorcs -NH-CO-NH,, -NH-CO-NH-C,Hs);

. -S0,-R*, rtme R® mpencrasaser coboii rumpokcn, (Ci.4)ankun (B

T N8 7 8
0COOEHHOCTH, METHUJI) HJIH -NRYVR™ rge RV u R™ mesasucumo NPEACTABIAKT

2

coboii Bomopon win (C).3)ankun (rage nNpearnoYTUTENBHO MO MEHbIIEH Mepe OIHUH U3
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RY u R™ npenacTaBiser coOOH BOAOPOA;, M TA€ OTHACNbHBIMH NPHUMEpPAMH TaKOH
IPYTIIBI -SOZ-RSl saBisiroTcs -SO,-CHs, -SO,-NH;, -SO,-0H, -SO,-NH-CHj;);

. -S-R™, rxe R®? mpexcrasusier co6oii (C1.4)ankun (B 0COGEHHOCTH, METHII,
TN, H-Tipomuj, wu3onponui, u3o0yTun), (Cs.¢)UUKIOANKUI, HE00sS3aTeNbHO
comepalluii OJWH KOJbLEBOW aTOM KuCJIopona (B OCOOEHHOCTH, LHUKJIOOYTHII,
OKCeTaH-3-uj);

. -(CHz)q-HETl, rae ( npencrapiseT coboit nenoe wucno 0, 1 wim 2 (B
ocobennoctr, q o3xauaer 0, T.e. HET' mpucoennnen k Ar' mocpenctBom mpsmoii
CBSI3U), U THE HET' npeacTasiseT coboit S-okco-4,5-nurunpo-[1,2,4Jokcanuazon-3-
ui (BKJKO4Yas ero tayroMepHyr Gopmy S-runpoxcu-[1,2,4Jokcaguazon-3-um), 3-0Kco-
2,3-puruapo-[1,2,4Jokcannazon-5-un  (BKirOYas e€ro TayToMepHyr ¢opmy 3-
ruapokcu-[1,2,4]okcanuazon-5-un) uiau S-tuokco-4,5-npurunpo-[1,2,4]okcannaszon-3-
w1 (BKJIIOYAs ero TayToMepHyto ¢popmy S-mepkanto-[1,2,4]okcanunazon-3-un);

. -(CH,),-HET, rne p npencraBiser coboil nenoe uucio 0 wmum 1 (B
ocobennoctu, p osnasaer 0, T.e. HET npucoenmuen k Ar' mocpexacTBoM mpsiMoii
cesisu), u rane HET mnpencraBisier coboit 5- unu O-uieHHBI reTtepoapusl (B
OCOOEHHOCTH, S5-YJIEHHBIH TreTepoapui, BbIOpPAHHBIH M3 OKCa30JHJIa, H30KCA30JIUIA,
OKCaaua3oNuia,  THA30Juja,  HW30THA30JUJa,  THUAOMA30JIMIa,  MMHUAA30JIUIA,
NMUpa3oNinia, TPHA30JIUIAa M TeTPasoymia), TAe YKa3aHHbIA S5- wian  O-4JeHHBbIN
reTepoapuil  SIBJISIETCS HE3aMELIEHHBIM MM MOHO- WJM JU3aMEIIeHHBIM, TJe
3amecTuTeny HezaBucuMo BbiOuparoT u3 (C).4)ankuna (B ocodbennoctu, meruna), (C;.
s)ankokcu (B ocobennoctu, metokcu), -COOH, runpokcu, ruapokcu-(Ci.;)ankuna (B
ocobenHoctH, ruapokcumeruia), (Cs.s)uukioankuaa, HeoOs3aTENIbHO COIEpIKaIIero
OJWH KOJIbLIEBOW aTOM KuCjIopoaa (B OCOOEHHOCTH, LIMKJIOMPOIMIA, OKCETaH-3-1Jja),

9 10 o
win -NRVYR™! rge R™ u R™® nesasucumo npencrasisior coGoii Bomopox, (Ci.

3)ankun (B ocoOeHHOCTH, MeTus) Wiu TUAPOKCH-(C,.4)ankun (B OCOOEHHOCTH, 2-
ruApoKcu3TUN); (B ocodbenHocTH, Takas rpynna -(CH,),-HET o3nagaer 1H-terpasosn-
5-un, 3-ruApPOKCUU30KCA30J-5-11, 2-rugpokcu-[1,3,4]okcannazon-4-uin, 3-
AMUHOM30KCA30JI-5-ujl, 2-aMUHOOKCa30a-5-un, S-amuHo-[1,3,4]tuanuazon-2-umn, 5S-
MeTunamMuHo-[ 1,3,4]tuanuazon-2-un, S-metokcu-[1,2,4]okcannazon-3-ui, S-aMHUHO-
[1,2,4]okcanguazon-3-un, S-[(2-ruppokcustui)]-amuno)-[1,2,4Jokcannazon-3-un, S-
rugpokcumetmi-[ 1,2, 4Jokcaguazon-3-un, S-(okceran-3-un)-[1,2,4Jokcannazon-3-uim,

IH-umunazon-4-un, S-merun-1H-umunazon-4-un, 2,5-numerun-1H-umunazon-4-mn),
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. nnn Ar' npexactasyseT co0oi 8-10-uneHHBI OMLMKINYECKHH TeTepoapu
(B ocobennoctu, 9- unu 10-uneHHbIH OMIIMKINYECKUNH reTepoapuil; B OCOOEHHOCTH,
WHIA30JIMJI, OEH30MMHUIA30JIMJI, HMHAONWI, OeHszorpuazonmwi, OeH3zodypaHu,
O€H300KCa30JIMJI, XUHOKCAJIUHUJ, U30XUHOJUHWUJ, XUHOJUHUJ, TUPPOJONUPUIUHUI,
WIN WMHMJAA30NMUPUAMHUI);, TAe yKa3aHHbli  8-10-ujgeHHBIH  OMIMKINYECKUH
reTepoapusl HE3aBUCHUMO SIBJISETCS HE3aMEUICHHBIM, MOHO- MJIM JHU3aMELIeHHBIM, T
3aMecTUTeN I He3aBucUMO BbiOUparwT u3 (Ci.4)ankuna (B ocobennoctu, mermna); (C;.
j)ankokcu (B ocobenHoctu, w™etokcu), (Ci.3)propankuna (B 0coOeHHOCTH,
tpudropmeruna);, (Ci.3)propankokcu (B 0cOOeHHOCTH, TPUYTOPMETOKCH), TaJIOTeHA,
wuano, ruapokcn wan  -(Co.s)ankunen-COOR®?, rne R®? mnpencrasaser co6oii
Bonopon i (Cp.4)ankun (B ocobennoctu, takas rpymma -(Co.s)ankunen-COOR®?
oznayaer -COOH); (B ocobennoctu, Takod 8-10-ujneHHBIH OULUKIUYECKHH
reTepoapui, eCiu SIBJISIETCS He3aMelmeHHbIM, o3Ha4daeT |1H-Oenzoumunazon-5-um, 1H-
ungpon-6-un, 1H-uagon-5-un, 1H-uanon-2-un, 1H-uHaa3on-5-un, U30XUHOJIUH-7-WUI,
XHWHOJIMH-0-UJI, UJIH, €CJIH SBJISIETCS 3aMEeIeHHbIM, 03Ha4aeT 3-kapookcu-1H-unnon-6-
un, 4-xapbokcu-1H-unnon-2-un, S-kapobokcu-1H-unnon-2-un, 6-kapOokcu-1H-uHnomn-
2-un, 7-xapbokcu-1H-ungon-2-un,  5S-(merokcukapbonun)-1H-unpon-2-un,  6-
(metokcukapOonun)-1H-unnon-2-un), 6-kapOokcubenzodypan-2-uiu, 3-
kapbokcubenzopypan-6-ui, 2-kapOokcubensodypan-5-un WU 2-
kapOokcubenzodypan-6-uin);

J umn Ar' mpencrasnser coGoii rpynmy cTpykTypbi (Ar-IIT):

(Ar-11I),
rae kosmblo (B) mpencraBuser coOoli HeapoMaTHUeCKOE S5- WM O-4lleHHOE
KOJIbIIO, KOHJAEHCUPOBaHHOE ¢ (peHUNbHON rpynmoii, rae xkoapuno (B) comepxut onux
WIM JBa TeTepoaToMa, HE3aBUCHMMO BBIOpaHHBIX U3 a30Ta U Kuciopoma (B

ocobenHoctn, Ttakas rpynna (Ar-1II) osnawaer 2,3-gurunpoOensodypanun, 2,3-

auruapo-1H-ungonun, 2,3-nurunpodenso[ 1,4 nuokcunun, 2,3-purunpo-1H-
WHa30JI1I, 2,3-nuruapo-1H-6en3o[d]umunazomnun, 2,3-
auruapodenso[ d]uszokcazonuin, 2,3-IUruapoOu30UHIOIHUII, 2.3-

aUTruAPOOEH300KCa30JIHII, 1,2,3,4-TeTparuApOXuHa30IUHUI, 1,2,3,4-
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TeTPAaruAPOU3OXUHONUHUI unu 1,23 4-reTparuapodraiasuHui), TOe YKa3aHHOE
kosbilo (B) He3aBUCHUMO siBIsieTCs He3aMEUIeHHBIM, MOHO- WJIU JH3aMEIIeHHBIM, IIe
3aMECTUTENN HE3aBUCUMO BBIOUPAIOT U3 0KCO, (Ci.¢)ankuna (B 0COOEHHOCTH, METHIIA,
sTuna, muponmna, Oytmia, wusobyruna) u  -(Co.z)ankmnen-COOR®?, rne R?
npeacrasisier coboit Bogopoa unu (C).3)ankun (B ocoOeHHOCTH, Takas rpynmna (Ar-
I1I) O3Ha4yaeT 2-0Kc0-2,3-nuruapoOeH300Kca30-6-ui, 3-MeTui-2-0Kco0-2,3-
auruapoOeH300kca3on-5-un, 1-metun-3-okco-2,3-aguruapo- 1 H-uuga3on-6-ui, 2-okco-
1,2,3,4-TeTparuApOXuHa3oNuH-6-un, l-metun-2-okco-1,2,3,4-TreTparuipoOXmuHa30JuH-
6-uJI, I-okco-1,2,3,4-TeTparuApOu30XUHOJIUH-0- U, 1-metun-2-okco-1,2,3,4-
TETPAruAPOXHHA30JUH-7-Ul win 1-0kco-1,2,3 4-TeTparuaponu30X HHOJIUH-7-1JI).

B noaBapHaHTe OCYLIECTBICHHS, Ar', B 0COGEHHOCTH, IPEACTABIIET COGOi

. dernn unu S5- unu 6-4JEHHBIH T'e€TePOapUII; Iie YKa3aHHBIA (PEeHUT UiIu S-
UIN 6-4JIEHHBIN TeTepoapusl He3aBUCUMO SIBJIIETCS MOHO-, IH- WJIH TPU3AMEIIEHHBIM
(B 0cOOEHHOCTH, AU3aMEIEHHBIM),

. rIe OOUH U3 YKa3aHHBIX 3amecTutesied BoIOUparoT u3 (Cy¢)IUKIOANKUIA,
COoIepiKallero KOJIbLEBOW aroM Kucjiopona, rae ykasaHHbIH (Cj.¢)IHKIOATKUI,
COJep Kallui KOJbLIEBOM aTOM KHCJIOpPOJa, HE 3aMeIleH WU MOHO3aMeIlleH M'HJPOKCH;

N’OH

|
'/J\NHZ

TUIPOKCH, . -X'-CO-R%; 2-ruapoKcH-3,4-TUOKCOIUKIO0yT- 1 -eHUNa;
ruapokcu-(Cy.g)ankoken;  -(CH,)-CO-NRV'RM™;  -NH-CO-NR™RM;  -S0,-R%,;
-(CHy)q-HET"; -(CH,),-HET;

. U IpYyrod M3 yKa3aHHBIX 3aMECTUTEJIeH, €CIU MPHUCYTCTBYET, HE3aBHUCUMO
BoiOUparoT u3 (Ci.g)ankuna, (Ci.p)ankokcu; (Ci;z)propankuna; (Ci.3)pTopankokcu;
rajgorena; nuano; (Cs.¢)uuknoankuna, rue ykazaHHbid (Cs.6)UKIOANKHI HE 3aMelleH
unu  MoHo3zamemeH aMuHO;, (Csg)uukiaoankuiokcu, ruapokcu, ruapokcu-(Ci.
g)ankuna; auruapokcu-(Ci.4)ankmna, runpokcu-(Ci.q4)ankokcu; (Ci4)ankokcu-(C,.
»)ankoken;, -X2-NRV'RN?, -S-R%Z;

r7ie BhIIIEYKa3aHHbBIE TPYMIBI U 3AMECTUTENH SIBITIOTCS TAKUMH, KaK OMpPeaesIeHO
B BApUAHTE OCYLIECTBIEHHUS 1);

. nnn Ar' npencrasisieT codoit 8-10-uneHHbI OUIMKINYECKUI TeTepoapu,
KaK OIpeaesieHO B BapHaHTEe OCymecTBJIeHUs 1); roe ykasaHHbId 8-10-uneHHBIN
OWMLMKJINYECKUH TreTepoapusl HE3aBUCUMO SBJISIETCS HE3aMEUIeHHBIM, MOHO- WJIHU

AU3aMeIleHHbIM, TIe 3aMmecTurenu He3aBucumo BbIOuparoT u3 (Cig)ankuna; (Ci.
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g)ankokcu, (Ci.3)dropankuna; (C).3)PTOpankokcu; rajoreHa, UHAHO, THAPOKCH HIIU
~(Co.3)ankunen-COOR®?, rne R®? npexcrasisier coboii Bogopon nimn (Ci.4)alKku;

o unu Ar' mpencrasiser coboit rpymmy ctpykTypsl (Ar-1I1), kak ompeneneHo
B BapUaHTE OCYLIECTBIEHUS 1).

2) Bropoii BapuaHT OCYLIECTBIEHUS OTHOCUTCS K CO€IUHEHUSIM B COOTBETCTBHUU
¢ BapuanToM ocymectsienus 1), rae R’ npencrasiser coboii Bonopox.

3) Jpyroii BapuaHT OCYINECTBJIEHUSI OTHOCHTCS K COEJUHEHUSIM B COOTBETCTBHUH
C BAPUAHTOM OCyILIecTBieHus 1), rae R’ npencTaBiseT coOOH MeTH.

4) [Ipyroii BapuaHT OCYLIECTBJIEHHUS] OTHOCHUTCS K COEJUHEHUSIM B COOTBETCTBUHU
¢ mo6bIM u3 BapuanTOB ocymectsiaenus 1) - 3), rme R* u R* o6a npexcrasmsor
coboii Bomopox.

5) JApyroii BapuaHT OCYIIECTBJIEHUSI OTHOCUTCS K COEAUHEHUSM B COOTBETCTBUHU
¢ mo6bIM H3 BapuaHTOB ocymecTBiaeHns 1) - 4), rme R u R o6a npexncrasmsior
coboit Bogopoa. OcobeimMu coenuaeHusmu Gopmyinsl (I) sBustOTCA CoenuMHEHUs, TIe
R** u R*" 06a npencrasmsiior coboii Bogopox; 1 R** u R*® o6a mpexcrasmsiior coboit
BOAOPOA.

6) Jlpyroii BapuaHT OCYINECTBJIEHUSI OTHOCHUTCS K COEJUHEHUSM B COOTBETCTBUHU
¢ moOBIM M3 BAPUAHTOB OCYINECTBJIEHUs 1) - 5), rae ¢ y4eTOM COOTBETCTBYIOLIUX

U3MEHEHUH MPUMEHSIOTCS XapaKkTepHble IPU3HAKH, ONpeeNeHHble 1 pparMenTa

(R")n

@)

B COOTBETCTBHH C BapUaHTaMH ocyuiecTBieHus 8) unu 17) - 20) HuKe.

7) JApyroii BapuaHT OCYIIECTBJIEHUS] OTHOCHTCS K COEJUHEHUSIM B COOTBETCTBUHU
¢ mOOBIM M3 BApUAHTOB OCYINECTBJIEHUs 1) - 6), rae C y4eTOM COOTBETCTBYIOLIHUX
U3MEHEHUH NMPUMEHSIOTCS XapaKTEePHbIC MPHU3HAKH, ONPENECHHBIE JJIsI 3aMECTHTENs
Ar' B COOTBeTCTBHE C BApHAHTAMH OCylecTBIeHus 8) mmu 11) - 16) Hike.

8) Bropoii acnekT n300peTeHnss OTHOCUTCS K coennHeHusiM Gopmyusr (1)
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(R"), H

N
WAI’
NYN
@ R®
®opmyna (II),

rae B coenuHeHusix Gopmynl (1)

KoJb1o (A) B pparmMmeHTe

(R")n

)

npenctapiasieT coboil  apoMaTuueckoe S5- uIM  6-YJEHHOE KOJBIO WU
HeapoMaTHU4YeCcKoe 5-7-4JieHHOe KOJIbIO, T/I€ YKa3aHHOe KOJbIO (A) KOHIEHCHUPOBAHO
¢ (beHUITBPHOW TPYMIION, U Tie YKa3aHHOE KOJbLO (A) HEoOsA3aTeNbHO CONEPKUT OJUH
WA JBa TeTepoaToMa, HE3aBUCHUMO BBIOPAHHBIX M3 a30Ta, KHCJIOpoAa U cepbl (B
0COOEHHOCTH, Takasg KOHICHCHPOBaHHAas TIpynmna oO3Ha4yaeT OeH30(ypaHH,
OoenzornodeHms, 0eH30THA30INI, OEH30M30THA30JMII, HHIOJIWUI, WHAA30JWI, HaQTHI,
XUHOJUHWJ, U30XUHOJHUHUI, 2,3-nurunpobenso[b]ruodenun, 6enso[l,3]auokconm,
1,3-nuruapousobenszodypanun, 2, 3-nuruapodeHzodypanun, wuHAaHwI, 5,6,7,8-
terparuapoHapranuumi, 2,3-guruapobensof1,4]anokcunmn, Xxpomanui, 3,4-1uruapo-
2H-6en30[1,4]okca3zunmu, 1,2,3,4-TeTparugpOXuHOJIUHMUI, 3,4-purunpo-2H-
Oenszo[b][1,4]nuokcenunun); rae yka3aHHbIH (parMeHT HeoOs3aTEIbHO 3aMelleH
(RY; rae (RY). mpencrasmsier coGoil ORMH, ABA, TPH HIM YeThIpe HEOOS3aTeqbHBIX
3aMecTuTeNs (T.e. yKa3aHHbIA (parMeHT He 3aMelleH WJIM 3aMEIleH OIHHM, IBYMS,
Tpems uin detbipbMsi R'), rie ykaszanubie samectutenn R' HesaBucHMO BHIOHPAIOT U3
(Ci13)ankuna (B ocobennoctu, mermna), (C,.3)ankenuna (B 0COOEHHOCTHU, BUHHIIA),
(Cy3)ankununa (B ocobennoctu, 3tunmia), (Ci.3)ankokcu (B 0COOEHHOCTH, METOKCH,
STOKCH, H30TPOIOKCH), rajioreHa (B ocobeHHocTH, ¢propa mwin xjopa), -S-(C;.3)ankuna
(8 ocobennoctu, mermwicynbpanuna), (C,.;)bpropankuna (B  0cCoOEHHOCTH,
TpudTOpMETHIA), (Ci3)bTOopankokcu (B 0COO0EHHOCTH, TPpUPTOPMETOKCH,
Iu(GTOPMETOKCH), IIUAHO, OKCO, -NRN7RN8, rze RV u R™ nesasucumo NPENCTABISAIOT
coboii Bogopoxn wiu (C;.4)ankmn (B 0COOCHHOCTH, METHUIT);

3 o
R’ npencrasnsier coboit Bogopoa, Ui METUI (B OCOOCHHOCTH, BOIOPOA);
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Ar' npencrasuser coboii
o ¢enunpHyIO rpynny cTpykTypsl (Ar-I):

Rm1
Ro1 RP

. RM2
(Ar-I),

rue

. RP npencrasaser coboii

»  (Cy.6)UUKJIOQTKHMI, CONEpIKALIMUA KOJBLEBOW aTOM KHCJIOpOda, TJe
yka3aHHbBIN (Cy4.¢)IUKIOANKHUI, CONEPIKAMMUI KOJBLEBOH aTOM KUCIOPOa, HE 3aMelIeH
WJIM MOHO3aMeIIeH THAPOKCH (B OCOOCHHOCTH, 3-THAPOKCHOKCETaH-3 1),

>  THAPOKCH,

> -XI-CO-ROI, rmne

> X' mpexncrasnser coboii mpsmyro cBsisb, (Ci3)ankuneH (B 0COGEHHOCTH,
-CH,-, -CH(CH3)-, -C(CH3),-, -CH,-CH;-), -O-(C,.3)ankunen-* (B ocobennocrtu, -O-
CH,-*, -O-CH(CHsj)-*, -0O-C(CHs),-*, -0-CH,-CH;-*), -NH-(C,.;)ankunes-* (B
ocobennoctu, -NH-CH,-*, -NH-CH(CHj3)-*), -S-CH,-*, -CF,-, -CH=CH-, sTen-1,1-
auun, —CH=CH-, -NH-CO-*, -CO- wunu (Cs.5)QUKIOANKUJIEH, TAe 3Be3J0UYKHU
YKa3bIBalOT HA CBsI3b, KOTOpPAsl NPUCOECAUHEHA K TPyIIIe -CO-R°; u

>  R° mpexcrasuser coGoit

Ll -OH;
. -0-(Cy.4)ankun (B 0COOEHHOCTHU, ITOKCH, METOKCH );
" “NH-SO,-R*¥, rme R® mpencrasuaser coGoit  (Crg)ankun, (Cs.

cyuukioankui, rae (Cs.q)UMKIOANTKUI HEOOS3aTeNIbHO CONEPKUT KOJBIEBOW aToOM
kucnopona, (Cs.g)uuknmoankui-(Ci.;)ankuneH, rae (Cs.q)UKIOANKHI HEOOS3aTeNbHO
COAEPKUT KOJbLEBOH aToM kuciaopoaa, (Ci.3)dpropankun wim -NHy;

. -0-CH,-CO-R®, rne R®  nmpencrasnser coboil  ruapokcu  wim
(C1.g)ankokcu, unu -N[(C.4)ankun];;

L] -O-CHZ-O-CO-ROS, rnie R%? npencrtasiser coboh (Cig)ankun  wiu
(C1-4)ankokcu;

. -0-CH;,-CH;-N[(C;.4)ankmin], (B ocodennoctu, -O-CH,-CH;,-N(CH3),); unu

. (5-metun-2-okco-[ 1,3 ] nuokcon-4-un)-MeTUIOKCH-;
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[rme, B wacTHocTH, Takas rpymma -X'-CO-R®' mpencrasmser coGoit -COOH,
-CO-0-CHj;, -C0O-0-C;,Hs, -O-CH,;-COOH, -O-CH(CHj;)-COOH, -0-C(CHj3),-COOH,
-0-CH,-CH,-COOH, -NH-CH,-COOH, -NH-CH,-CO-0O-CH3s, -NH-CH(CHj3)-COOH,
-CO-NH-S0O;-CHj3, -CO-NH-SO;,-C(CHj3),, -CO-NH-SO,-unknonponui, -CO-NH-
SO,-C,Hs, -CO-NH-S0O,-NH,, -CO-0-CH,-COOH, -CO-0-CH,-CH,-N(CHs),, -CO-
0-CH,-CO-N(CH3);, -CO-0-CH,-0-CO-0-C,;Hs, -CO-0-CH;,-O-CO-nponun, (5-
MeTua-2-okco-[ 1,3 ]auokcon-4-un)-metun-0-CO-, -CH,-COOH, -CH,-CO-0O-CHj,
-CH,-C0O-0-C,Hs, -CH,-CH,-COOH, -CH=CH-COOH, -CH=CH-CO-0-C,Hs, -CF;-
COOH, -NH-CO-COOH, -CO-COOH, 1-kapbokcuuukionpomnaHn-1-ui];

2-runpokcu-3,4-nHOKCOUKIO0yT- 1 -eHUT,

runpokcu-(C.4)ankun (B 0cOOEHHOCTH, THAPOKCUMETHI, |-THIPOKCHAITHII),

Y V VYV V

ruapokcu-(C;.4)ankokcu (B 0COOEHHOCTH, 2-THAPOKCUITOKCH),

>  -(CH,),-CO-NR™RM™, rze r npencrasuser co6oii nenoe uncio 0 wmu 1; u

rne R™ u R™ nesasucumo mpencrasisior coboit Bomopos, (Ci.4)aikui, THAPOKCH-
(Cy.9)ankun, (Ci.3)ankokcu-(C;.4)alKul UM TUAPOKCH (TO€ NPEeamoOuYTUTEBbHO [0
MEHBILIEH Mepe OIUH U3 R™ u RM MpPEeACTaBIsAeT COO0M BOOOPOM; U i€ OTAEIbHBIMU
npumepamu takoii rpymmsl -CO-NRVRM sasmsorest -CO-NH,, ~CO-NH(CH3), —CO-
NH(C,Hs), —-CH,-CO-NH,, —-CO-NH-C,H4-OH, -CO-NH-C,H4-OCH3; wumun -CO-
N(CHs;),, —CO-NH-uzonponui unu —CO-NH-OH),

> -NRMR™, rge RM mnesasucumo npencrasiser coGoii sBogopox unu (Ci.
sankun, 1 RN Hezasucumo npexpcrasmsier co6oit —CO-H, —CO-(C).3)amkun unun —CO-
(C1.3)ankunen-OH; (B ocobennocru, takas rpynna -(CHy)m-NRMR™ mpencrasmuser
coboii—-NH-CO-H, —-N(C,H;5)-CO-H, —-NH-CO-C,Hs unu -NH-CO-CH,-CH,-OH);

> -NH-CO-NR™RM’ rze R™ u RM nesasucumo mupencrasmsior coboii
Bogopon i (Ci.4)ankun (rae MpeamoYTUTeNbHO 110 MeHbIreil Mepe oauH u3 R u
RN’ npencraBuser coGoif BOZOpPOM, W T€ OTACIbHBIMH MPHMEPAMH TaKOH TPYIIIbI
-NH-CO-NR™RM® gpnsrorcs -NH-CO-NH,, -NH-CO-NH-C,Hjs);

> -SO,-R*, rme R® mpencrasaser co6oii (Cp.4)ankun (B 0COGEHHOCTH,

7 8 7 8 o
METHJI) WU -NRYR™, rne RV u R™ nesasucumo MPENCTaBIAIOT COO0W BOAOPOA

2

umu (Cp.3)ankun (rae OpeanoYTUTENHHO 1Mo MeHbimedr mepe omme u3 RN u RN
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npencTaBisieT coOOW BOAOPOA;, U IAe OTHEJIbHBIMU NMpUMepaMu Takou rpynmsl -SO;-
R sistiores -SO,-CHj, -SO,-NH,, -SO,-NH-CHj3);

> -(CHz)q-HETl, rae ( npencrasiseT coOoit nemoe wucio 0, 1 wimm 2 (B
ocobennoctu, q o3xauaer 0, T.e. HET' mpucoenunen k Ar' mocpenctBom mpsmoii
cesi3u);, u rne HET! npencrasiser coboit S-okco-4,5-nuruapo-[1,2,4]okcannazon-3-
w1 (BKJIFOYasi ero Tayromepuyo popmy S-runpokcu-[1,2,4]okcanguazon-3-uin), 3-0Kco-
2,3-nuruapo-[1,2,4]Jokcanuason-S5-un (Bkjr4ass ero TayTomMepHyw dopmy 3-
runapokcu-[1,2,4]okcanuazon-5-un) wiau S5-tuokco-4,5-npurunpo-[1,2,4]okcannazon-3-
w1 (BKJIOYAsl ero TayToMepHyto ¢popmy S-mepkanto-[1,2,4]okcanuazon-3-un);

» -(CH,),-HET, rme p mnpexncrasiser coboii memoe uuciao O mmm 1 (B
ocobennoctu, p osHasaer 0, T.e. HET npucoenmuen k Ar' mocpeacTBoM mpsiMoii
cesa3n); u rne HET mnpencraBnsier co0oil S-uineHHBIH rerepoapusn (B OCOOCHHOCTH,
OKCA30JIMJI, H30KCA30JIMJI, OKCaIMa30JIMJ, THA30JMJ, H30THA30JHJ, THAJAUA3OIHI,
UMHUAA30JIUI, MUPA3OJIUI, TPUAZOJIUI WJIM TETPA30JIii), TAe yYKa3aHHBIN S-4jIeHHBIN
reTepoapuil SBISAETCS HE3aMEUIEHHbIM WM MOHO- WJIH JWU3aAMEIeHHBIM, THAe
3aMecTUTeNn He3aBucuMo BbIOUparoT u3 (Ci.4)ankuna (B ocobennoctu, metuna), (Ci.
s)ankokcu (B ocobennoctu, merokcu), -COOH, runpokcu, ruapokcu-(Ci.;)ankuna (B
ocobenHoctu, ruapokcumermia), (Cs.s)uukioankunaa, HeoOsI3aTEIbHO COIepIKalIero
OJWH KOJBLEBON aTOM KHCIOpoaa (B OCOOEHHOCTH, LMKJOMPOINMUIA, OKCETaH-3-1ja),
mwmn -NRYR™! rne RY u RM' HesaBucumo npencrasmsior coboit Bomopon, (Ci.
3)ankun (B ocobeHHOCTH, MeTus) uiau ruapokcu-(C,.)ankun (B ocobeHHoctu, 2-
ruApoKcu3TUN); (B ocodenHocTH, Takas rpynna -(CH,),-HET o3nauaer 1H-terpasosn-
S5-u, 3-ruaAPOKCUU30KCA30J-5-1I, 2-rugpokcu-[1,3,4]okcannazon-4-uin, 3-
AMUHOM30KCA30JI-5-ujl, 2-aMUHOOKCa30J-5-un, S-amuHo-[1,3,4]tuanuazon-2-umn, 5S-
MeTuiaaMuHo-[ 1,3, 4]tuanuaszon-2-un, S-metokcu-[1,2,4]okcannazon-3-ui, S-aMHUHO-
[1,2,4]okcanguazon-3-un, S-[(2-ruppokcustui)]-amuno)-[1,2,4Jokcanuazon-3-un, S-
rugpokcumeti-[ 1,2, 4Jokcagquason-3-un, S-(okceran-3-un)-[1,2,4Jokcanuason-3-uin,
IH-umunazon-4-un, S-merun-1H-umunazon-4-un, 2,5-numerun-1H-umunazon-4-mn),

. R™ npencrasmusier coboit

»  BOIOpOX,

»  (Cig)ankun (B 0COOEHHOCTH, METHUJI, THJI, H-TIPOIUJI, H30TPOMHII, H-OyTHI,
n300yTHI);

» (Cpg)ankokcu (B OCOOEHHOCTH, METOKCH, OTOKCHU, H-TIPOIMOKCH,

U30MPOTIOKCH, H-OyTOKCH, U300yTOKCH);
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»  (Ci3)dropankun (B ocobeHHocTH, TpudTopmMeTn),

» (Ci3)dpropankokcu (B OCOOEHHOCTH, MUPTOPMETOKCH, TPUPTOPMETOKCH,
2,2,2-TpudTOPITOKCH),

»  ranoreH (B ocobeHHOCTH, TOpP WU XJIOD);

»  (Cs¢)uukyoankun (B 0COOEHHOCTH, [UKJIOTPOTIHUI);

»  (C;5.6)IHKIOANKHUIIOKCH (B 0COOEHHOCTH, LUKJIOTTPOTIUJIOKCH,
LUKJIOOYTUIIOKCH, IIUKJIOMEHTHIOKCH);

»  THAPOKCH,

»  ruapokcu-(Cj.4)ankokcu (B 0COOEHHOCTH, 2-THAPOKCHUITOKCH);

>  -X2NRMRM) rpe X? NPEeNCTaBIsAeT COOOH NpPsIMYyK CBsI3b, HWIH X?
npencrasisier cobdoit -O-CH,-CH,-*, raoe 3Be3godyka ykKa3bIBaeT Ha CBsI3b, KOTOpas
NPUCOEIUHEHA K TpyIIe -NRY'R™: u rone RM' u R™ nesasucumo NPENCTABIAKT
coboii Bomopon, (Ci.4)ankun (B ocobenHoctu, metwi) win (Cs.q)uukmnoankuna (B
ocobenHocTn, wuukiomponun), (B ocobenHoctn, Takas rpymma -X -NRMVRM
npeacTaBiasier co0OW aMHHO, METHUJIAMHHO, JSTHJIAMHUHO, NPOMUJIAMHHO, WIH 2-
(AMMEeTHIaMHHO)-3TOKCH);

>  -S-R%%, rne R® npencrasusier co6oit (Cy.4)ankui (B 0COGEHHOCTH, METHIL,
STHJ, H-Tiponmi, wuzonponmi, uzo0yTun) wmwin (C;.)UHKIOATKUI, HeOoOs3aTeIbHO
colepKallui OOWH KOJBIEBOH aTtoM Kuciaopoda (B OCOOEHHOCTH, UHKJIOOYTHI,

OKCEeTaH-3-1),

roe B moxBapuaHTe ocymectiaenus, R™', B OCOGEHHOCTH, OTIMYAETCS OT

BOJIOPOJA,
m2 - .
. R"™" npencraBnsier coboii Bomopona, MeTui, GTOp WU XJIOP, U
1 % 2
. R’ mpencrasnser coboii Bomopon;, uam B ciydae, eciu R™ npeacrasiser

co6oit Boxopox, R* mpexncrasusier coboii Bogopoxn win GTop;
o umt  Ar' mpencraBiser coGoill  5-uIEHHYK TeTEpPOAPUIBHYIO TPYIIIy
cTpyktypsl (Ar-1I):
RS

rae
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" Y npexncrasisier coOoi CR®, rze R® npencrasisieT coOoi, B 0COOEHHOCTH,
BOJIOPOJI MJIH raJIoTeH (B 4aCTHOCTHU, GTOp, XJop); unu Y npeacrasisieT codoit N;

. R’ npexncraBuser coboit

»  (C46)UUKIIOANKUI, COAEPIKALIUI KOJBLEBOH aTOM KHCJIOpOda, TIe
ykazaHHbIN (Cy.¢)IUKIOANKII, CONEPKALIUI KOJTbLIEBON aTOM KHCIOPOAa, HE 3aMelleH
WU MOHO3aMeIIeH THIPOKCHU (B 0COOEHHOCTH, 3-THAPOKCHUOKCETaH-3 1),

>  -X'-CO-R®, rne

> X' mpexcrasnsier coGoii mpsmyro cBsisb, (Ci3)ankumneH (B 0COGEHHOCTH,
-CH,-, -CH(CHs;)-, -C(CHj3),-, -CH,;-CH;-), -O-(C,.;)ankunen-* (B ocobennoctu, -O-
CH,-*, -O-CH(CHj;)-*, -0O-C(CHsj),-*, -0-CH,-CH;-*), -NH-(C,.;)ankunen-* (B
ocobennoctu, -NH-CH;-*, -NH-CH(CH3s)-*), -S-CH,-*, -CF;-, -CH=CH-, -CH=CH-,
-NH-CO-*, -CO- unu (Cs.s)IUKJIOANKUIIEH, TA€e 3BE3JOYKH YKa3bIBAIOT Ha CBS3b,
KOTOpasi IPUCOEIUHEHA K IPyIIe -CO-R®; u

1 o
>  R° npexcrasnser coboit

. -OH;
. -0-(C.4)ankun (B 0COOEHHOCTH, STOKCH, METOKCH);
. -NH-SO,-R*, rme R® nmpencrasuser coGoit  (Ci.4)ankun, (Cs.

cyuukioankui, rae (Cs.q)UHKIOANTKUI HEOOS3aTeNbHO CONEPKUT KOJBLEBOW aToM
kuciopona, (Cs.g)uukmoankui-(Ci.3)ankuneH, rae (Cs.¢)IUKIOANKHI HEOOS3aTEeNbHO
COZIePIKUT KOJIbIIEBOH aToM kuciopona, (Ci.3)propankun mnu -NHy;

. -0-CH,-CO-R®, rze R® mpemcrasuser coboit  ruapokcu — win
(C1.4)anxokcu, unu -N[(C.4)ankun]y;

. -0-CH,-0-CO-R®, rze R® npencrasnser coGoit (Cig)ankun wim
(C1.4)ankoxcu;

. -0-CH;,-CH;-N[(C;.4)ankun], (B ocobennoctu, -O-CH,-CH;,-N(CHs),); unu

. (5-meTun-2-oxco-[ 1,3 ] nuokcon-4-umn)-MeTHIOKCH-,

[rme, B 4aCTHOCTH, Takas TpyIma -X'-CO-R”! npencraeiser coboit -COOH,
-C0-0-CHj3;, -CO-0-C;,Hs, -O-CH,-COOH, -O-CH(CH3)-COOH, -0O-C(CHs),-COOH,
-0O-CH,-CH,-COOH, -NH-CH,-COOH, -NH-CH,-C0O-0-CHj3, -NH-CH(CHj3)-COOH,
-CO-NH-S0O;-CH;, -CO-NH-SO,-C(CHj3);, -CO-NH-SO;-uuknonponmi, -CO-NH-
SO,-C;Hs, -CO-NH-S0;-NH;, -CO-0O-CH,-COOH, -CO-0-CH;,-CH,-N(CHj3),, -CO-
0O-CH;-CO-N(CHj3),;, -CO-0-CH,-0-CO-0-C,;Hs, -CO-0-CH,-O-CO-nponun, (5-
MeTuia-2-okco-[1,3]auokcon-4-un)-metun-0-CO-, -CH,-COOH, -CH,-CO-0O-CH;,
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-CH,-C0O-0-C;,Hs, -CH,-CH,-COOH, -CH=CH-COOH, —-CH=CH-CO-0-C,Hs, -CF;-
COOH, -NH-CO-COOH, -CO-COOH, 1-xapbokcuuuknonpomnaHn-1-ui];
N,OH

|
”J\NHZ .

2-ruapOoKCcH-3,4-THOKCOUKIOOYT- | -eHu,

ruapokcu-(Ci.4)ankun (B 0COOEHHOCTH, THAPOKCUMETHI, |-THAPOKCHITHUI);

Y V VYV V

ruapokcu-(Cj.4)ankokcu (B 0OCOOEHHOCTH, 2-THAPOKCUITOKCH),

>  -(CH,),-CO-NR™RM™ rze r npencrasuser co6oii nenoe unciao 0 win 1; u
rme RY u R™ nesasucumo mpencrasisiior coboit Bomopoxn, (Ci.4)aiKkmi, THAPOKCH-
(Cap)amkun, (Ci3)ankokcu-(Ci.4)alKul WM TUAPOKCH (TO€ MNPEamOYTUTEIbHO [0
MEHbILIEH Mepe OJUH U3 R™ u RM MPEeACTaBIsIET COO0W BOOOPOM; U i€ OTAEIbHBIMU
npumepamu takoii rpymmsl -CO-NRVR™ spsrores —CO-NH,, ~CO-NH(CHj3), —CO-
NH(C,Hs), —CH,-CO-NH,, -CO-NH-C,H4-OH, —-CO-NH-C,H4-OCH; wunu -CO-
N(CHj3);, —CO-NH-u3onponun uiau —CO-NH-OH);

> -NRMR™, rze RM mesasucumo npencrasiser coGoii Bomopon min (Ci.
sankun, u RN mesasucumo npexpcrasmser coboit —CO-H, —CO-(C).3)ankun unu —CO-
(Cr.3)ankunen-OH; (B ocobennoctn, takas rpynna -(CHy)m-NRMR™ npencrasmuser
co6oii—NH-CO-H, -N(C,Hs)-CO-H, -NH-CO-C,H;s unun -NH-CO-CH,-CH,-OH);

> -NH-CO-NRNSRNG, raoe R™ u RN® wuesaBucumo NPEeACTaBIAIOT COOOH
Bojopon unu (Ci.4)ankun (rae mpeanoyYTUTESbHO MO MEHbIIEH Mepe OOUH U3 RN u
RN npeactasyisieT coOOi BOAOPON;, U TA€ OTACIbHBIMH MPUMEPAMH TAaKOW TPYIIIbI
-NH-CO-NR™RM® gpusrorcs -NH-CO-NH,, -NH-CO-NH-C,Hj);

>  -SO;-R*, rme R® mpencrasaser co6oii (Cp.g)ankun (B 0COGEHHOCTH,
METHJI) WU -NRN7RN8, rze RV u R™® wesaBucumo NPEencTaBIsIOT co00W BOAOPOX
umu (Cp.3)ankun (rae NpeanoYTHUTENbHO 1Mo MeHbmmed mepe omme u3 RY u RN
npencTaBisieT coOOW BOAOPOMA;, U IIe OTHEIbHBIMU MpUMepaMu Takod rpymmsl -SO;-
R spmstrores -SO,-CHs, -SO,-NH,, -SO,-NH-CHj3);

> -(CHz)q—HETl, rae ( npencrasiseT coboit nemoe wucio 0, 1 wim 2 (B
ocobennoctu, q o3xauaer 0, T.e. HET' mpucoenunen k Ar' mocpemctBom mpsimoii
CBSI3U), U THE HET' npeacTasiseT codoit 5-okco-4,5-nurunpo-[1,2,4]okcannazon-3-
ui (BKJO4Yast ero TayroMepHyro Gopmy S-runpoxcu-[1,2,4Jokcaguazon-3-um), 3-0Kco-

2,3-puruapo-[1,2,4Jokcannazon-5-un  (BKjar4as ero TayToMepHyr ¢opmy 3-
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ruapokcu-[1,2,4]okcanuazon-5-un) uiau S-tuokco-4,5-gurunpo-[1,2,4]okcannaszon-3-
ui (BKJIIOYAs €ro TayToMepHyio ¢opmy S-mepkanto-[1,2,4]okcanuazon-3-un);

»  -(CH,)p-HET, rme p mnpencraBuser coboii nemoe uuciao O ummm 1 (B
ocobennoctu, p osHasaer 0, T.e. HET npucoenuuen k Ar' mocpencTBoM mpsMoii
cesa3n); u rne HET npencrasnser coboil S-uneHHbIH rerepoapui (B 0COOEHHOCTH,
OKCA30JIMJI, H30KCA30JIMJ, OKCaaMa30JIMJ, THA30JHJ, W30THA30JHJ, THAJTUA3OJIHII,
UMHUAA30JIUJ, MMUPA30JIUI, TPUAZOJIUI HJIM TETPa30ui), TAe yYKa3aHHBbINH S-djleHHBIN
reTepoapusl  SIBISETCS HE3aMEU[EHHBbIM HWJIH MOHO- WM JH3aMEIleHHBbIM, T/e
3aMecTuTeN I He3aBucuMo BbiOuparT u3 (Ci.4)ankuna (B ocobennoctu, meruna), (C;.
j)ankokcu (B ocobennoctu, merokcu), -COOH, runpokcu, ruapokcu-(C,.;)ankuna (B
ocobenHoctH, ruapokcumermia), (Cs.s)uukioankunaa, HeoOsI3aTENIbHO COIEpIKaLIero
OJWH KOJBIEBOW aTOM KHCIOpoAa (B OCOOEHHOCTH, LIMKJIOMPOIMIIA, OKCETaH-3-1Jja),

9 10 9 10 o
win -NRVYRM™? rre RY u R™® nesasucumo npencrasisior coGoii Bomopox, (Ci.

,
3)ankun (B ocoOeHHOCTH, MeTus) miu TUAPOKCH-(C,.4)ankun (B OCOOEHHOCTH, 2-
ruapokcu3Tum); (B ocobennocrtu, takas rpynna -(CH,),-HET o3nauaer 1H-teTpason-
5-un, 3-ruAPOKCUU30KCA30J-5-11I, 2-rugpokcu-[1,3,4]okcannazon-4-uin, 3-
AMUHOM30KCA30JI-5-ujl, 2-aMUHOOKCa30Jd-5-un, S-amuHo-[1,3,4]tuanuazon-2-umn, 5S-
MetunamuHo-[1,3,4]tuanuazon-2-un, S-metokcu-[1,2,4]okcannazon-3-ui, S-aMHUHO-
[1,2,4]okcanguazon-3-un, S-[(2-ruppokcustui)]-amuno)-[1,2,4Jokcanguazon-3-um, S-
ruapokcumermi-[ 1,2, 4Jokcanuason-3-un, S-(okceran-3-mn)-[1,2,4Jokcanuaszon-3-uiu,
IH-umunazon-4-un, S-metun-1H-umunazon-4-un, 2,5-numerun-1H-umugazon-4-un);,

. R® npexcrasiaser coboii

»  (Ci¢)ankun (B 0COOEHHOCTH, METHUJI, THII, H-TIPOIKII, U30TPOIIHII, H-OyTHII,
u300yTHI);

» (Cig)ankokcu (B OCOOEHHOCTH, METOKCH, OTOKCH, H-TIPOIMOKCH,
U30MPOIOKCH, H-OyTOKCH);

»  (Ci3)dropankun (B ocobeHHOCTH, TpUGTOPMETHI),

> (Ci3)dpropankokcu (B OCOOEHHOCTH, MUPTOPMETOKCH, TPUPTOPMETOKCH,
2,2,2-TpupTOPITOKCH),

»  ranoreH (B ocobeHHOCTH, PTOP HIIH XJIOD);

>  THAPOKCH,

»  (Cse)uuknoankus (B 0COOEHHOCTH, HUKIOTPOTIHII);

> (Cj3.6)IUKIO0QTKHIOKCH (B 0COOEHHOCTH, LUKJIONPOTIUIIOKCH,

UKJIOOYTHIIOKCH, [IUKJIOMEHTHIOKCH);
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»  ruapokcu-(Cj.4)ankokcu (B 0COOEHHOCTH, 2-THAPOKCUITOKCH);
> -XZ-NRNIRNZ, roe X’ npeacTasisieT cobOil TPsAMYK CBsI3b, WU X?

npencrasisier codoit -O-CH,-CH;,-*, rae 3Be3gouka yKa3blBaeT Ha CBsA3b, KOTOpas

)
NPUCOENUHEHA K TpyIIe -NRMRM; u rne RN u R™ mesasucumo NPEACTABIAIT
coboit Bogopon, (Ci.q)ankun unu (Cs.¢)uukiaoanki, (B 0cCOOEHHOCTH, Takas rpyrmna
-X2-NRMRMN npeacTaBisieT co00H aMHHO, METUJIAMHUHO, 3TUJIAMHHO, MPOMUIAMHHO;
Wi 2-(IUMETUIIAMUHO)-3TOKCH);

>  -S-R*?, rne R®? npencrasusier co6oii (Ci.4)ankun (B 0COBEHHOCTH, METHII,
STHUJ, H-TIponui, wuzonponui, uzo0yTun) win (C;.)UHKIOATKUI, Heo0s3aTeTbHO
COoIep Kallui OIUH KOJBIIEBOH aToM Kucjaopoda (B OCOOEHHOCTH, UHKJIOOYTHI,
OKCETaH-3-H);

. nnn Ar' npeactasyseT coboi 8-10-uieHHBI OMUMKINYECKUH TeTepOoapu
(B ocobennoctu, 9- unn 10-uyneHHBIH OMIIMKINYECKUH TreTepoapuil; B OCOOEHHOCTH,
WHIA30JuI, OEH30MMUIA30JIMI, WHAONWN, OeH3opypaHus, OEH300KCA30JUI,
XUHOKCAJIMHUJ, W30XUHOJUHUI WM XWHOJHHHUI), THA€ YKa3aHHbI 8-10-uneHHBIH
OWMLMKJINYECKUH reTepoapu He3aBUCHMO MOHO3aMEIIeH -(C0.3)aJ'IKI/IJ'IeH-COOR02, rue
R npencrasusier co6oit Bogopon unu (Cy.4)ankun (B ocoGennocty, merun) (rae, B
ocobennoctn, takas rpynma -(Co.3)ankmien-COOR®?  osmauaer -COOH); (B
ocobeHHOCTH, TakoW 8-10-uneHHBbII OMIMKINYECKUH reTrepoapus oO3Ha4daer 3-
kapOokcu-1H-unnon-6-un, 4-kapoboxcu-lH-unnon-2-un, 5-xap6okcu-1H-ungon-2-un,
6-kapbokcu-1H-nanon-2-un, 7-xapOokcu-1H-unnon-2-un, 5-(meroxcukapbonmn)-1H-
uHaoN-2-un, 6-(merokcukapOonun)-1H-unnon-2-un), 6-kapObokcubeHzodpypan-2-ui,
3-xapbokcubenzopypan-6-u, 2-kapOokcuben3odypan-S-un WU 2-

kapbokcubenzodpypan-6-mn),

o umu Ar' npexcrasmsier coGoii rpymnmy cTpykTypsl (Ar-III):

(Ar-111),
KOTOPYI BBIOUpPAOT U3 2-0KCO-2,3-muruapodOeH300kca3on-6-una, 3-MeTHi-2-
0KC0-2,3-nuruapoben3ookcason-S-una, l-metun-3-okco-2,3-guruapo-1H-unnazon-6-
uia 2-0kco-1,2,3,4-TeTparuApOXMHa30JIUH-0-1Na, 1-meTun-2-okco-1,2,3,4-

2

TETPAruApOXUHA30JUH-0-1IIa, 1-0kco-1,2,3,4-TeTparuipoOn30XUHOJINH-0-1JIA, 1-
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METHUI-2-0KCO0-1,2,3 4-TeTparuipoOXuHa30JIMH-7-1ja u 1-okco-1,2,3,4-
TETPAruApOU30XUHOJIHUH-7-UJa.

Coenunenus popmynsl (I)/popmynst (II) MmoryT comepxaTh OOUH UINU HECKOJIBKO
CTEPEOTeHHBIX WJIM AaCUMMETPHUUYHBIX LEHTPOB, TAKUX KaK OJMH HIH HECKOJBKO
ACUMMETPHYHBIX aTOMOB yIJIepOJa, KOTOpble MOTYT npucytcTBoBath B (R)-, a Takke
(S)-xoupurypauuu. Coenunenus Gpopmynsl (I)/bopmynsr (II) MOTYT NOMOJHUTEIBHO
OXBaThIBaTh COENMHEHUs C OMHOM WU HECKOJbKHUMH IBOWHBIMH CBSI3SIMH, KOTOpPBIE
MOTYT TMPHUCYTCTBOBaTH B Z-, a Takxke E-koHQUrypauwu, w/mim COEIMHEHHUS C
3aMECTUTEJISIMA B KOJILEBOW  CHUCTEME, KOTOpble MOTYT MPUCYTCTBOBATH
OTHOCHTEJIbHO JPYT ApYyra B yuc-, a Takxke mpanc-koHpurypauun. Takum oOpasom,
coenunenuss ¢opmynsl (I)/dopmynsr (II) moryt mpucyTcTBOBaTH B BHUIE CMeCeH
CTEPEOU30MEPOB HWIJIM, NPEANOYTHUTENIBHO, B BHJE YHCTBIX cTepeonzoMmepoB. CmecH
CTEPEOM30MEPOB MOTYT OBITb pa3neNieHbl C TMOMOINBI Ccrmocoda, HU3BECTHOTO
CMELHATUCTY B JAHHON 00JIACTH TEXHHUKHU.

B cnyuae, xorna otnenbHOe coOefMHEHUE (MU POAOBYIO CTPYKTYpPYy) 0O0O3HAYAIOT
kak (R)- wmm (S)-sHaHTHOMEp, Takoe oO0O3HadYeHHE CJeayeT TMOHUMATh Kak
OTHOCSIIEECS] K COOTBETCTBYIOLIEMY COEIMHEHHIO (WM pPOAOBON CTPYKType) B
oborameHHoi, B OCOOEHHOCTH, MO CYLIECTBY YHUCTOH SHAHTHUOMEpHOIN (Qopme.
I[TonoOubiM o0Opasom, B ciy4ae, KOrga KOHKPETHbII AaCHUMMETPUYHBIH LEHTP B
coennHeHUn oO03Ha4arT Kak Haxomsmwuiics B (R)- unum (S)-koHpurypauum umm xax
HaXOASILIUICS B OMpPEAEeJEHHOW OTHOCUTENbHON KOH(pUrypauuu, Takoe oOO3HaUeHUE
CleAyeT TOHMMAaTh KaK OTHOCSIIeeCs K COEIMHEHHIO, KOTOPO€ HaXOIHMTCA B
oborameHHoi, B OCOOEHHOCTH, MO CyLmeCTBY 4HCTOH (Qopme, UYTO Kacaercs
COOTBETCTBYIOINEH KOHQHUIypauWu yKa3aHHOrO AacCHMMETPUYHOro ueHrtpa. Ilo
AHAJIOTHH, YUC- WU MpaHc-00O3HAYEHHs ClIeAyeT MOHMMAaThb KaK OTHOCSIIHECS K
COOTBETCTBYIOLIEMY CTEpEOH30MEPY COOTBETCTBYIOIIEH OTHOCHTEJbHOMN
KOHpHUTYpaUWu B OOOTam[eHHOW, B OCOOEHHOCTH, MO CYIIECTBY YHCTOWU QopmMme.
I[TonoOHbIM o0Opa3om, B ciydae, KOrma OTAENbHOE cOoeduHeHHne (WU POIOBYIO
CTPYKTYypy) oOo3HawaroT kKak Z- unu E-ctepeousomep (mnm B ciydae, Korna
KOHKPETHYIO JBOIMHYIO CBsI3b B COeNMHEHUU 0003HAYAIOT KaK HAXOASINYIOCS B Z- HJIH
E-kon¢purypanuu), Takoe oOO3Haue€HHE CJIEAyeT NOHHUMATh KaK OTHOCAIIEeCsd K
COOTBETCTBYIOIIEMY COEAWHEHHIO (MJIW pOAOBOH CTPYKType) B OOOTalleHHOW, B

0COOEHHOCTH, IO CYL[ECTBY YMCTOH CTEpPEOHU30MEpHOH ¢dopMe (UM K COETUHEHHUIO,
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KOTOpPO€ HAaXOOUTCs B OOOTameHHOW, B OCOOCHHOCTH, MO CYLIECTBY YUCTOH (opme,
YTO KacaeTcsi COOTBETCTBYIO e KOHPUrypanuu 1BOMHON CBSI3H ).

Tepmun "oOorameHHBIH", MPHU HMCHONB30BAHUU B KOHTEKCTE CTEPEOHM30MEPOB,
cieAyeT IOHMMaThb B KOHTEKCTE HAaCTOsLIero H300peTeHUsT B 3HAYEHHUH, HYTO
COOTBETCTBYIOIIUN CTEPEOU30MEp NMPUCYTCTBYET B COOTHOLIEHUU IO MEHbIIEH Mepe
70:30, B ocobenHocTH, Mo MeHbineil Mmepe 90:10 (T.e., ¢ UUCTOTON MO MEHbLIEH Mepe
70 mac.%, B ocobOeHHOCTH, 1O MeHbmeid Mepe 90 mac.%), MO OTHOIIEHHIO K
COOTBETCTBYIOILIEMY IPYIOMY CTEpPEOHU30MEpPY/COBOKYMHOCTH COOTBETCTBYIOLIUX
APYTUX CTEPEOU30OMEPOB.

Tepmun "mo cymecTBy YHUCTHIM", TPU HUCTOJB30BAHHUU B OTHOIICHHUU
CTEPEOM30MEpPOB, CIEAyeT IOHUMATh B KOHTEKCTE HACTOSIIEro H300peTeHus B
3HAYEHHH, UYTO COOTBETCTBYHIOUIUH CTEPEOU3OMEP MPHUCYTCTBYET C YHCTOTOH IO
MeHbmeidt mepe 95 wmac.%, B ocoOeHHOCTH, TO MeHbmed Mmepe 99 wmac.%, mo
OTHOIIEHHWIO K  COOTBETCTBYKOIIEMY  IPYyrOMYy  CTE€pPEOH30MepPY/COBOKYIHOCTH
COOTBETCTBYIOIINX JPYTUX CTEPEOU3OMEPOB.

Hactosimee nzo0OpereHne Takke BKJIIOYAET U30TOMHO-MEUEeHbIE, B OCOOEHHOCTH,
*H (neiirepuii) meuensie coenuuenus Gopmyisl (I)/popmynsr (II) B cooTBETCTBHM C
BapUaHTAMH ocyuecTBieHus 1) - 29), mpuueM Takue COEIAMHEHHS SBISIOTCS
UAEHTHYHBIMU coenuHeHusM (opmynsl (I)/popmynsr (II) 3a ucknodyeHuemM TOro, 4To
OJMH MJIM KaXXIbIH M3 OOJNBIIEro 4ucjia aTOMOB OB 3aMEHEH Ha aTOM, HMEIIHHA TOT
K€ CaMbIli aTOMHBIH HOMEp, HO aTOMHYK MacCy, OTJHMYHYK OT aTOMHOHM MaccChl,
06bI4HO BCTpeyaeMoii B mpupoxe. HM30TomHO-MedeHble, B ocobennoctn, °“H
(metitepuii) meyensie coenqunenus Gopmynst (I)/popmysr (II) u UX coOMU BKIOUYEHBI B
00beM HAcTOsAIIEro u300peTeHHs. 3aMeleHrne BOAOpoaa Ooliee TSKENbIM HU30TOMOM
*H (neiitepuii) MOXeT NpHBECTH K Oounbimeil MeTabomMuecKkoll CTaGHIbHOCTH,
NPUBOISINEH, HampuUMep, K YBEJIHYEHHOMY i7-ViVO TIEPHUONY IOJyBBIBEACHUS HIIH
CHUJKEHHOH HeOoOXOOUMOW MJO3UPOBKH, MJIH MOXKET TMPHBECTH K CHHXKEHHOMY
uHruOuposanur ¢epmerToB wnuroxpoma P450, B pesynbTare dYero, Hampumep
yaydmaercs npodmib Oe3omacHocTH. B OOHOM  BapmaHTE  OCYINECTBIIEHUS
nzooperenus, coenuHenus ¢opmyas (I)/dopmynsr (II) He sBIAIOTCS HM30TOMHO-
MEYEHHBIMH, WJIH OHU MEYEHBI TOJbKO OJHUM MM HECKOJbKUMH aTOMaMU JIeHTepus.
B nmonBapuanTe ocymectsienus, coenunenus Gopmyisl (I)/popmynsr (II) Boobme He
ABISIOTCA  H30TONHO-Me4YeHbIMH. HM30TONMHO-MedeHble  COequHEeHUus  (Hopmybl

(I)/popmynsr (II) MOXHO NONYYHUTH MO AHAJOTHU CO CrNOcoOaMH, ONMHUCAHHBIMHU B
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HaCTOSINEHN 3asBKe JaJiee, HO C UCIOJb30BAHUEM MOAXOAAIIErO U30TOMHOIO BapUaHTa
MOAXOASIIIUX PEareHTOB UJIHU UCXOJHBIX BELIECTB.

B naHHON 3asBKE€ Ha MNAaTEHT, CBsA3b, HA4Ye€pPUYEHHAass NYHKTUPHOWU JUHHUEH,
NOKa3blBa€T TOYKY NPUCOEAMHEHHs  HadyepueHHOro paaukana. Hampuwmep,

HaqepquHbIﬁ HHXKXEC paguKai

Z -

npeacrasisier coboit 2-meTuin-1H-uHaoa-1-uiIbHYO TPYIy.

B HekoTopweix cayuasx, coeauHeHus ¢opmyasl (I)/popmyner (II) wmoryr
BKJIIOYATh TayTOMepHble Gopmbl. Takue TayromMepHble (HOpPMBI BKIIOYEHBI B O0BEM
HacTosimero uzobpereHus. B ciydae, kxorma TayToMepHble (OPMBI CYIIECTBYIOT B
ONpEeneIEeHHOM OCTaTKe, W TOJbKO OxHA (OpMa TaKOro OCTaTKa pPaCKphITa WU
ompenesyeHa, IMoApa3syMeBaeTcs, 4To Hu Apyras(-ue) tayromepHas(-sie) (opma(-bI)
TaK)Ke OxBaudeHa(-bl) B TAKOM pacKpbITOM octaTke. Hampumep, rpynmy 2-okco-2,3-
nurunpo-1H-6enso[d|umunason-5-un cienqyer NOHUMATh KaK TaKKe€ OXBATHIBAOIIYIO
ee tayroMepHbie Gopmbl 2-ruapokcu-1H-6en3o[d]umunazon-5-un u 2-runpoxcu-3H-
Oen3o[d]umMuaazon-S-u. ITonoOHBIM obpazom, 5-okco-4,5-guruapo-
[1,2,4]okcanuazon-3-un (aapTepHATUBHO Ha3biBaeMblil S-okco-4H-[1,2,4]okcanuason-
3-MJIOM) OXBaThIBAET €ro TayToMepHyw ¢opmy S-ruapoxcu-[1,2,4]okcanmnazon-3-m,
u 3-okco-2,3-nuruapo-[1,2,4]okcanuazon-5-un (anbTePHATUBHO HA3bIBAEMbIH 3-0KCO-
2H-[1,2,4]okcanna3on-5-ujaoM) OXBaAThIBAET €ro TayTOMEpPHYK (opmy 3-TUAPOKCH-
[1,2,4]oxkcannazon-5-u.

Ecnu nnst coenuHeHui, coneit, papManeBTUUECKUX KOMITO3UIMI, 3a00IeBaHUN U
T.II. UCTIOJB3yeTCsl popMa MHOKECTBEHHOTO YHCJA, TO MOAPA3yMEBAETCA TAKXKE OTHO
€JUHCTBEHHOE COeJUHEHHE, COJb, WU T.II.

Jrobyro ccpuiky Ha coenuHeHus Gopmyinsl (I)/gopmyner (II) B cooTBeTCTBHU €
BapHaHTAMH OCyIlecTBJieHUus 1) - 29) ciegyeT MOHUMATh KaK OTHOCSIIIYIOCS TaKXKe K
conmsim (U, B ocoOeHHOCTH, (apMaIEBTHYECKU MPUEMJIIEMBIM COJIIM) TaKUX
COEAMHEHUN, B 3aBUCUMOCTH OT KOHKPETHOTO ClIydasi U 1eJ1ecooOpa3HOCTH.

Tepmur "papManeBTHUECKH NMPHEMIIEMbIe COJH" OTHOCUTCS K COJISIM, KOTOpPBIE
COXPAHSAIOT EJaeMyK OHOJOTUYECKYI AaKTUBHOCTb COENMHEHHS H300pEeTeHHs W

ACMOHCTPUPYKOT MUHHUMAJIBHBIEC HEXKCIATCIbHBIC TOKCHUYCCKUE BOSI[eI\/'ICTBI/IH. Takue
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COJIM BKJIFOYAKIOT COJU MPHCOCIMHEHUS HEOPraHMYEeCKUX MJIM OPraHUYEeCKUX KHUCJIOT
W/UIU OCHOBaHMH, B 3aBUCUMOCTH OT HPHUCYTCTBHSI OCHOBHBIX H/HJIM KHCIOTHBIX
rpynn B coeanMHeHMHM u3o0pereHusi. B kadyecTBe cmnpaBouHOW HH(pOpManuu cm.,
Hanpumep, "Handbook of Phramaceutical Salts. Properties, Selection and Use.", P.
Heinrich Stahl, Camille G. Wermuth (pen.), Wiley-VCH, 2008; u "Pharmaceutical
Salts and Co-crystals", Johan Wouters u Luc Quéré (pen.), RSC Publishing, 2012.

OmnpeneneHusi, MpeacTaBjeHHble B HACTOsIIEH 3asBKe, MpeIHa3HAYEHbI IS
NpUMEHEHHUs] paBHBIM 00pa3oMm kak k coenuHeHusiM opmynsl (I)/dopmyner (1), kak
ompeneseHo B JIIOOOM W3 BapUaHTOB oOCymecTBiIeHus 1) - 22), Tak U, C y4ETOM
COOTBETCTBYIOIIMX H3MEHEHHUI, 10 BCEMY OMHUCAHUIO U (HOopMysie HM300peTeHus, eCiu
TOJBKO HMHOE HEIBYCMBICJIEHHbBIM 00pa3oM  U3JIOKEHHOE OINpeaesieHHe  He
obecrnieunBaeT Ooyiee mupokoe unu Oojee y3koe ompenejeHue. CoBepIIeHHO SICHO,
YTO OMNpeAeSeHHe WM NPEANOYTUTEIbHOE OIpeNesieHUe TEPMUHA OINpenessieT |
MOXET 3aMEHSATh COOTBETCTBYIOLIUH TEPMUH HE3aBHCUMO OT (M B KOMOWHAIMHU C)
ao0oro(-piM) ompeneneHusA(-eM) HIM MPEANOYTHTEIbHOTO(-bIM) ONpeneneHus1(-em)
JA1000TO MJIM BCEX APYTUX TEPMHHOB B COOTBETCTBHH C ONpENEJICHHEM B HACTOSIIEH
3asBKe. B cnmyuasx, korga rpynma Ar' MM ee 3aMECTHTENH OIpeaeseHbI
JOTOJHUTENBHO, TAaKWe ONpEeAesIeHUS MNpeaHa3Ha4YeHbl IJIsl NMPUMEHEHHUs C Y4YeTOM
COOTBETCTBYIOIIUX M3MeHeHHH Takxke u Kk rpynnam (Ar-I), (Ar-1I) u (Ar-III) u ux
COOTBETCTBYIOIIUM 3aMECTUTEIISIM.

B canywasx, korma 3aMecTHUTENb YKa3blBA€TCS B KauecTBE HeOOA3aTeNbHOrO,
cienyeT TIMOHUMAaTh, YTO TAakOH 3aMECTHTENIb MOXET OTCYTCTBOBaTh (T.e.
COOTBETCTBYIOIIHMI OCTATOK SIBJISETCS HE3aMEUIEHHbIM B OTHOLIEHWHM TaKOTO
HEO0S3aTeNIbHOIO 3aMECTHTENSI), M B OTOM Cjydae BCE TOJIOKEHHUS, HMEIOIIHe
CcBOOOJHYIO BaJIEHTHOCTb (K KOTOPBIM TaKOW HeoOs3aTeIbHBIH 3aMeCTUTEIb MOT Obl
OBITb TMPUCOENMHEH, TaKue KakK, HampuMmep, KOJbLEBble aTOMbI yrjepoaa u/uiu
KOJIbIIEBBIE ATOMBI a30Ta B APOMATHYECKOM KOJIbLIE, KOTOPble HMEIT CBOOOIHYIO

BAJICHTHOCTH) 3aMEIIeHbl BOAOPOAOM B Tpebyembix ciydasx. [logoObHbIM oOpa3omMm, B

ciydyae, Korjma  TepMHH  "HeoOsi3aTeNbHO"  UCHOJB3yeTCS B KOHTEKCTE
KOJIbIIEBOTO(-bIX) reTepoatoma(-oB), TEpPMUH O3Havaer, 4TO 6o
COOTBETCTBYIOLIUH(-¢€) Heo0s3aTeNbHBIN(-€) reTepoaTtom(-bl), UITH T.I.,
OTCYTCTBYET(-1OT) (T.e. oTpeneeHHbIN dbparmenT HE COJNEPIKHUT

reTepoaTtoM(-bl)/03HavaeTr  KapOOUUKI/UIM  T.M.), JUOO COOTBETCTBYIOIIUI(-€)
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HeoOs3aTenbHbI(-€) rerepoaToM(-bl), WM T.M., TPUCYTCTBYET(-IOT) COTJACHO
NPUBEAEHHOMY YETKOMY OINpPEAETIEHHUIO.

Tepmun "ranoren" ozHauaer prop, Xjaop, Opom uau Hox, B ocobeHHoctu, GTop,
XJIOp UK OpOM; MPEANOYTUTENbHO (PTOp MM XJIOP.

Tepmun "ankun", UCMOJb3yeMbIH OTHAEIbHO WU B KOMOWHALMU, OTHOCHUTCS K
HACBILEHHON YIJIE€BOJOPOAHOW Trpymre C NOpsAMOM MM Pa3BETBJIEHHOW LEMNbIO,
colepkaluid OT OgHOro a0 mectu aroMoB yriuepona. Tepmun "(Cy.y)ankun" (x uy
KaXXIbld TpeacTaBiisieT coOOW I[eJioe YHCI0), OTHOCUTCS K AaJKWJIbHOW TpyIie
COTJIACHO TMPHUBEICHHOMY BBIIIE ONPEAEICHUI0, COAEepIKalmeid OT X J0 y aTOMOB
yrnepona. Hampumep, (C).g)ankmibHas Tpynma COAEPNKUT OT OAHOTO 1O IIECTH
aToMOB yriepona. [IpuMepamMu alKHJIBHBIX TPYNII SIBISIOTCS METHJ, ST, MPOIHII,
u3zonponwi, OyTua, uzo0ytwn, mpem-0yTun, 3-MeTUNOyTHI, 2,2-TUMETHINPONII H
3,3-numetunOytun. Bo uzbexanue kakux-nud0 COMHEHUN ClieyeT OTMETUTh, 4YTO B
ciaydae, €CIld TpyNIa Ha3blBAeTCs, HANpuUMep, MNPOmWiI MiId OyTHi, TO
NOAPa3yMeBAETCA  H-TIPOIMHJI, COOTBETCTBEHHO H-Oytmia. IlpeamodTurenbHbIMU
ABISAIOTCA MeTusn ®  3Tuin. Haubomee mnpenmouyTHTENbHBIM — SIBISIETCS  METHIL.
[IpeAmoOUYTHTENBHBIMU 3aAMECTHTEIAME pafukana Ar', sSBIS0merocs GEeHHIOM HIH 5-
WIN O-4JIeHHBIM TeTepOoapuioM, SBJISAIOTCA METHJ, 3TUJ, nponmi, uzodyrwmi, 1-
METUNNpPONaH-1-un, mpem-0yTun, 3-MeTUIOYTHIL.

Tepmun "-(Cy.y)ankuiieH-", HCIHOJNB3yeMbIHl OTAEIBPHO HIM B KOMOHMHAIuW,
OTHOCUTCSI K JBYXBAJEHTHO NPUCOEIMHEHHOM AaJKUJIbHONH TpyIIe COTJacHO
NPUBEACHHOMY BBIIIE OMPENENICHUIO, COAEepkKalle OT X J0 y aTOMOB yIJepoja.
[IpennoutuTenbHO, TOYKH MPUCOETMHEHHUS -(Ci.y)ankuneHoBon IPYIIIIbI
COOTBETCTBYIOT 1,l-nuunbHol, 1,2-guunpHoil unu 1,3-nuunpHOil cxeme. B ciyuae,
ectn  (Co.y)ankuineHoBass TIpyINIa HCIOJNb3yeTCs B KOMOMHAIMM C  JAPYTUM
3aMECTUTEJIEM, TEPMUH O3HAYAET, YTO JHMOO YHOMSHYTBIH 3aMECTUTENIb MPHUCOSAUHEH
gyepe3 (Ci.y)alKUIeHOBYIO TPYNIY K OCTajJbHOM 4aCTH MOJEKYJbl, JHOO K OCTaJbHON
YaCTH MOJIEKYJIbI OH TnpucoennHeH HemocpenctBeHHO (T.e. (Cp)alnkuiaeHoBas rpymnmna
NpeacTaBisieT cOO0OH MPSAMYIO CBsI3b, MPUCOSAUHSIOMYIO YIIOMSHYTBIH 3aMECTHTENb K
OCTaJIPHOW YacTU MOJIeKybl). Ankunaenosas rpynna -C,Hy- orHocurces k -CH,-CHj;-,
eciu sIBHO He ykasaHo nnoe. st muakepa X', npumepamu (C1.3)alKHI€HOBBIX IPYII
seisrorcss -CH-, -CH(CHs)-, -C(CHs);- u -CH;-CH;3-, B ocobennoctu, -CH;- u

-CH,-CH,;-. IIpumepamu (Cy.3)alKHIEHOBBIX TPYII, HUCIOJb3YEMbIX B 3aMECTHTEJSIX
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-(C0.3)aJ'IKI/IJ'IeH-COOR02 5 (C0-3)aJ'IKI/IJ'IeH-COOR03, COOTBETCTBEHHO, SIBJISIFOTCS
(Cp)ankuneH u METHJIEH, COOTBETCTBEHHO.

TepmuH "ankokcu", UCMONB3yEMbIH OTAENBHO WJIN B KOMOWHAIIMMU, OTHOCHUTCS K
rpynne ankun-O-, rAe ankuibHas TPyINa COOTBETCTBYET IPUBEIEHHOMY BBILIE
onpenenenuto. Tepmun "(Cyy)ankokcu" (X U y Kaxablil npeacrasiser coOoi 1enoe
YUCJIO) OTHOCHUTCS K aJIKOKCU TPYIIe COrJaCHO MPUBEIEHHOMY BbILIE OMPEIENICHUIO,
coaepkamel oT X 10 y atoMoB yriaepona. Hanpumep, (C;.4)aakokcu rpymnmna o3Hadaer
rpynny ¢opmyabl (Cig)ankun-O-, rae tepmun "(Ci.4)ankun" uMeeT NpPHUBEIEHHOE
paHee 3HavyeHue. IlpuMepaMu AaJKOKCH TPYII SBJSIIOTCS METOKCH, 3TOKCH, H-
NPOMOKCH, U30MPOIMOKCH, H-OyTOKCH, U300YTOKCH, 6MmOp-O0yTOKCH U mpen-O0yTOKCH.

HpeI[HOLITI/ITeJIbeIMI/I ABJIAKOTCA 3TOKCH u B OCO6€HHOCTI/I, MCTOKCH.

2
HpeI[HOLITI/ITeHbeIMI/I 3aMECCTUTEIIAMU paguKalia Al‘l, ABJIARIMIECTIOCA q)eHI/IJ'IOM uIm 5-
Ul O-4YJIEeHHBIM TeTepPOapUJIOM, SIBIISIFOTCS METOKCH, 3TOKCH, MPOTOKCH, OYyTOKCH,
N300y TOKCH.

Tepmusn "dropankun", UCHONB3yeMbIH OTAEIBHO WU B KOMOWHAIINN, OTHOCUTCS

)
K QJKUJIBHOHN TpyINIle COTJIACHO MPUBEJEHHOMY BBIIIE ONMPENEIEHUI0, COAepIKame oT
OJTHOTO /10 TPeX aTOMOB YTIJIEPOJa, B KOTOPOH OAWH I HECKOJBKO (M BO3MOXKHO BCE)
13 aToMOB Bojgopoaa 3ameHeHbl Ha @Top. Tepmun "(Cyy)pTopankun" (X u y Kaxabii
npencTaBisieT cobOl Ie0oe YHUCI0) OTHOCHTCS K (TOPAJKUIbHON TpPyIIe COTJIACHO
IPUBEAEHHOMY BBIIIE OIPENENCHUI0, COAepXkallel OT X 10 y aTOMOB yIJepoJa.
Hanpuwmep, (C).;)pTopankuipHasi Tpynma COXEPKUT OT OIHOrO IO TPeX aTOMOB
yrjiepona, U B HEW OT OJHOTO 1O CEeMH aTOMOB BOJXOpPOAa 3aMeHeHbl Ha (Top.
PenpeseHTtaTuBHbIE MpUMeEpbl (TOPATKMIBHBIX TPYHI BKJIOYAT TpudTopmerwi, 2-
bropatun, 2,2-gudptopstun u 2,2,2-tpudropsTua. IIpeanodTUTENbHBIMU SIBJISIIOTCS
(C1)propankunbHbIe TPYIMIIBL, Takue KakK TpUPTOPMETHII. IIpumepom
"(Ci.3)propankmuna, raoe ykasaHHbiidi (Ci.;)pTopankun HeoOs3aTENbHO 3aMelleH
ruapokcu", spisiercs 2,2,2-tpudTop-1-rugpoKCuITHIL.

Tepmun "dropankokcu", HCTOIbB3yeMbIH OTHEIBHO UM B KOMOWHAIWH,
OTHOCHUTCS K QJIKOKCH TpPYINIe COIIACHO TNPUBEJEHHOMY BBIIIE OINPEAEIEHHUIO,
coaepiKalel OT OOHOro A0 TPEX aTOMOB yriepoja, B KOTOPOH OAMH MM HECKOJBKO
(1 BO3MOXHO BC€) U3 AaTOMOB BoJopona 3ameHeHbl Ha ¢Top. Tepmun
"(Cxy)dTOopankokcn" (X Uy Kaxablii NpeACTaBiseT cOOON IeJ0e YUCI0) OTHOCUTCS K
($TOpaNKOKCH IpyIIe COrJacHO NMPUBEIEHHOMY BBILIE ONMPEAETIEHUI0, COAepIKaIEeH OT

X 1o y aroMoB yriepona. Hanpumep, (Ci.3)pTopaakokcu rpynmna COaep kUt OT OJHOTO
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10 TpeX aTOMOB yrjepoia, U B HEH OT OJHOTO IO CEMH aTOMOB BOJOPOAA 3aMEHEHBI
Ha ¢Top. PempeseHraTuBHble npuMepbl  (PTOPATKOKCH  TIPYNI  BKJIKOYAKOT
TpudTOpMETOKCH, nudTopMeTOKCH, 2-(propaTokcH, 2,2-nupTOpPITOKCH u
2,2,2-trpu¢propstokcu. IlpeanmoururenbHeiMu aBJsOTCS (Ci)PTOpankokcu Tpymimsl,
Takue Kak TpUPTOPMETOKCH U TUPTOPMETOKCH, a Takxke 2,2,2-TpUPTOPITOKCH.

Tepmun "UMKJIOANKUNI", HMCIOJb3YEeMBbIil OTAENBHO WJIM B KOMOWHAIUH,
OTHOCUTCSI K HAaCBIL[EHHOMY MOHOIIMKJIMYECKOMY  YIJE€BOJOPOIHOMY  KOJIBILY,
cozepiKameMy OT Tpex a0 mecTu atomoB yriepona. TepmuH "(Cy.y)uuknoankun" (X u
y KaXIbIH MpeacTaBisieT coOOH LeJIoe YHUCJIO), OTHOCUTCS K LHUKJIOAJIKUIBHON rpyIime
COTJIACHO TPHUBEAECHHOMY BBIIIE ONpPEIENEeHHI0, COAEepXameid OT X JO0 y aTOMOB
yraepona. Hanpumep, (Cs.¢)UuKIOaNKuibHAs TPyHna COAEPKHUT OT TPeX A0 LIECTH
aToMOB yriepona. IlpuMepamMu LHKIOAJKUIbHBIX TPYMII SBISIOTCS LUKJIOMPOIIHII,
OUKJIOOYTHII, LMKJIOMEHTHJ, LUKJIOTeKCHJI W LHUKJOrenTui. lIpeamodTuTenbHbIMU
ABISIOTCA ~ LUKJIONMPONHUJ, LHUKJOOYTUN W  LUKJIOMNEHTHJ, B OCOOEHHOCTH,
qukjIonponui. IIpuMepoM HHMKIOANKUIBHBIX T'PYII, COAEPKAIMUX OIUH KOJbIEBOM
aTOM  KHCJIOpOZa,  SIBIAETCS, B  OCOOEHHOCTH, OKceTaHmsu. Ilpumepamu
(Cs3.6)IUKIOANKIIBHBIX Tpynm, rae ykasaHHbIH (Cj.¢)IHKJIOANTKUI HEOOs3aTebHO
MOHO3aMeIeH aMHHO, SBJISIOTCA LUKJonponui, l-amuHomuknonponuia. Ilpumepamu
(Cs.6)IUKIOANKIIIBHBIX Tpynm, rae ykKa3aHHBIH (Cs3.6)UKIOAIKUI MOHO3aMeIleH
—COOH, sBasirores 1-xapOokcuukionponui, 1-kapOOKCHIIMKIONEHTHI.

Tepmun "-(Cy.y)UUKIOANKHIEH-", UCIIONb3YEMBbIH OTAEIBPHO MM B KOMOMHAINH,
OTHOCHUTCSI K JBYXBaJE€HTHO IMPUCOEAWHEHHON LMKJIOAJIKHUJIBHONW TpYIIEe COTrJIaCHO
NPUBEAEHHOMY BBIIIE OMPENEJICHUIO, COAEepkKalled OT X J0 y aTOMOB yIJIepoja.
[IpennouTUTEeNbHO, TOYKH NPUCOCAMHEHHS J0OOH ABYXBAJIEHTHO MPUCOEIUHEHHOU
LUKJIOAJKUJIBHON TpPyNIbl COOTBETCTBYHOT 1,1-gunnabHOoN unu 1,2-1UUIBHON CXeMe.
IIpumepamMu  ABAAKOTCA nukijgonponan-1,1-guna, nuKiIonpomnan-1,2-gpuun u
LUKJONEHTaH- 1,1 -quui;, npeanoOYTUTENbHBIM ABISETCA HUKJIoNponaH-1,1-quum.

IIpumepamu (C3.6)IUKIOANKUIOKCH SIBIISIIOTCS UKJIOOYTHIIOKCH u
LUKJIOTIEHTHUJIOKCH.

AnkunupoBanHble amuHorpynmnsl -N[(C;.;)ankumn],, HCHMOIb3yeMble B TpyIIax
X1-CO-R®!, rze R™ MPEeACTaBIsIET COOOM -O-CHZ-CO-R04

4
rge R° MIPEACTABIAET

2 2

coboii -N[(C.4)ankun];; 17005 rae R®! MPEeNCTaBISECT cobotii
-0-CH,-CH;-N[(C.4)ankun],, mpeacTaBysitoT coOoil Takue (parMeHTHl, B KOTOPBIX

nse  coorBercTByromue  (Cj.4)alkuibHble  IPyNIbl  BbBIOpaHBI  HE3aBUCHMO.
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[IpenmoururenbHelM mpuMepoM Takoil amuHorpynnbel -N[(Ci.)ankumn], sBisercs
-N(CHs);.

Tepmun "rerepounkn", UCIONb3YEMBIil OTIENBHO MM B KOMOMHALIMH, U €CJIU OH

5
SBHO He ompenesjeH Oojiee MWUPOKUM HIU Oojiee y3kuM 0O0pa3soM, OTHOCHUTCS K
HACBIIIEHHOMY MOHOLMKJINYECKOMY YIJEeBOJOPOAHOMY KOJbILY, COAepKalleMy OIUH
wiu 1Ba (B OCOOEHHOCTH, OJMH) KOJBLEBBIX MeTEPOATOMOB, HE3aBUCUMO BBIOPAHHBIX
U3 a30Ta, cepbl U Kucjaopoaa (B OCOOEHHOCTH, OJMH aTOM a30Ta, JABa aToMa a3o0Ta,
OJWH aTOM a30Ta M OJMH aTOM KUCJIOPOJAA, MJIM OJUH aTOM a30Ta W OJMH aTOM CEPBHI).
Tepmun "(Cy.y)reTeponuka" OTHOCHTCS K TaKOMY IeTE€pPOLHKIY, COAepKaIleMy OT X
10 Y KOJIBI[EBBIX aTOMOB. | €TepONUKIIbI HE 3aMEIeHbl WIH 3aMEIIEeHbI, KaK 3TO YEeTKO

ONPEACIIEHO B KOHKPETHOM CJIydac.

IIpumepamu ¢pparmMeHTa:

(R")n

™)

rae kosblo (A) mpexacrasisier coO0H apoMaTUUECKOe S- UK 6-4JIEHHOE KOJbILO,
rie ykasaHHOe KOJbIo (A) KOHIEHCUPOBAHO ¢ QEHUNIBHON TPYIIMOi, U Ile YKa3aHHOE
KoJbO (A) HeoOsi3aTeNbHO COAEPKUT ONWH WM JABAa IeTepoaToMa, HEe3aBUCUMO
BBIOpAHHBIX M3 a30Ta, KHCJIOPOAAa W Cepbl, SIBJISIOTCS HWHIOJIWI, HW30MHIOMII,
Oenzodypanmi, unszobeHzodypanun, OeH30THODEHWI, WHIAA30JIUI, OEH3UMHAA3O0JIHI,
O€H30KCa30JI1JI, OEH3M30KCA30JUJI, OEH30THA30IMJI, OEH30M30THA30IMUI, XHUHOJIUHNI,
HU30XHWHOJHWHNWJI, LTHWHHOJJHWHHWI, XHWHA30JHHWJI, XHHOKCAJIUMHHIT U (bTa.HaSI/IHI/I.H; B
ocobenHoctu OeHzodypanun, OeHzoTnodeHUs, OeH30THA30JMI, OEH30U30THA3OJIUII,
UHOOJINWJI, HHIA30JINJI, Ha(bTI/I.]'I, XUHOJUHUITI U U3OXHUHOJHUHUI. BbILHGYKaSaHHbIe
rpynmnbl HE 3aMCIICHBI WK 3aMCIICHBI, KaK 3TO YE€TKO OMNPEACICHO B KOHKPETHOM
ciay4ae.

IIpumepamu ¢pparmMeHTa:

(R")n

™)
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rae koiblo (A) mpencraBiseT coOO HeapoMaTH4YecKoe S5-7-4JIeHHOE KOJbIIO,
rae ykazaHHOe KoJibLO (A) KOHAEHCUPOBAHO ¢ (EeHUJIbHON Tpynmou, u rae
HE3aBUCHUMO YyKa3aHHOE KOJbIO (A) HeoOs3aTeNbHO COACPXKHUT OIWH WJIH JBa
reTepoaToMa, He3aBUCHMO BBIOPAaHHBIX W3 a30Ta, KUCJIOPOAA U CEephl, SABIAOTCA 2,3-
auruapobenszo[b]tuodenun, Oens3o[l,3]|auokconun, 1,3-guruapouzodbeHzodypanu,
2,3-nuruapobeHzopypaHu, WHIAHUII, 5,6,7,8-TeTparuapoHadTaduHuII, 2.3-
auruapodensof 1,4 nuokcunun, xpomanwi, 3,4-purunpo-2H-6en3o[1,4]okcaszunui,
1,2,3,4-TeTparuApOX MHOJUHUJ u 3,4-nurunpo-2H-6en30[b][1,4] nrnokcenuHmI.
BriieykazaHHbIe TPYIIITbI HE 3aMEMEHbl UJIM 3aMEeIeHbl, KaK 3TO YeTKO OMpeaesieHO B
KOHKPETHOM Clly4ae.

I'pynma, cocrtosimass u3 "HeapoMaTUYeCKOro S5- MW 6-4JIE€HHOIO KOJbIIA,
KOHJICHCUPOBAHHOTO ¢ (peHnnpHOH rpynmoii, rae koipuo (B) comepxut onuH unu asa
reTepoaToMa, HE3aBHCHMO BBIOPAHHBIX M3 a30Ta W KHCJIOpona", MCHojb3yemas IJis
(Ar-III), orHOocuTCA K (EHUJIBHBIM TPYyIIaM, KOTOPbIE KOHIEHCHPOBAHBI C
(Cs.6)reTepOoMKIOM COTJIACHO TPUBEACHHOMY BbILIE oOmnpeneneHuto. Ilpumepamu
SIBJISIFOTCS 2,3-guruapobensodypanu, 2,3-nuruapo-1H-unnonun, 2,3-
auruapodensof 1,4] nnokcunu, 2,3-nuruapo-1H-unnazonum, 2,3-purunpo-1H-
oenzo[d|umunazonun, 2,3-guruapodenszo[d]uzokcazonun, 2,3-TUTHAPOU30OUHIOIHUI,
3-purunpoOeH300Kca30-0-1, 2,3-nuruapo0eH300KCca30i-5-u, 1,2,3,4-
TETPAruIPOXUHA30JIUH-0-1II, 1,2,3,4-TeTparuipoXuHa30JuH-7-UJ1, 1,2,3,4-
TETPAaruapOU30XUHOINH-6-1m1 u 1,2,3,4-TeTparuapodranazun-6-un. BeimeykazanHbie
TPYIIBI SBJSIOTCS HE3aMELIEHHBIMH, MOHO- WJU JAU3aMEIIeHHbIMHU, TI€ 3aMECTUTENH
He3aBUCHUMO BbIOUparoT u3 okco, (Cig)ankuna u -(Co.z)ankuner-COOR®?, roe R’
npencrapisier coboi Bomopon wiau  (Ci.3)ankun (B O0COOEHHOCTH, METHII), B
0COOEHHOCTH, 3aMECTUTENI HE3aBUCUMO BBIOMPAIOT U3 OKCO, METHUJIA, STUJIA, MPOIHIIA,
Oyruna, wusobytuna wunu -COOH;, mnpu »>TOM 3amMecTUTEIN TPHUCOSTUHEHBI K
NPUKOHIEHCUPOBAHHOMY  5- WM  O-4JICHHOMY HEapOMaTH4YeCKOMY  KOJIbILY.
Okco3amecTHTeNU MPEANOUYTHTEIBHO NPUCOECINHEHBI K KOJIBIIEBOMY aTOMY YyIJIepona,
KOTOPBbI  HaxXxoaWTCA B  anb(da-MoOJOXKEHWH K KOJBLEBOMY aToMy  a3oTa.
IIpenno4YTUTENBHBIMU IpuMepamu TaKUX rpyIm SIBJIAFOTCS 2,3-
auruapodensodypanm, 2,3-puruapo-1H-unnonun, 2,3-
aurnapobenso[ 1,4]AMOKCHHMII, a TakKe OKCO3aMEeI[eHHblE TIeTePOLUKINUIbHBIC
CPYIIIbI 3-0kco0-2,3-puruapo-1H-unnazomnun, 2-0kco-2,3-puruapo-1H-

Oen3o[d|umuaazonun, 3-0kc0-2,3-nuruapobenso|d]usokcazonmn, 2-0kco-1,3-
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OUTHAPOUHAOIUI, 1-0kc0-2,3-AUTruAPOU3ONHIOIHII, 2-0KCc0-2,3-
auruapodeH3ookcaszonmi, 2-okco-1,2,3 4-rerparugpoxunazonuami, 1-okco-1,2,3 4-
TEeTPAruApOU30XUHOJIUHUIL, 1,4-nuokco-1,2,3,4-rerparuapodrana3mHul; rane
BbIIIEYKa3aHHbIE  TPYNIbl  HEOO0s3aTEeNbHO  HECYT OAWH  (JOMOJHUTEJbHbIN)
3aMeCTHUTeNb, He3aBUCHMO BbOpaHHbI U3 (Cj.q)ankuaa u -(Co.;)ankuien-COOR?,
rne R9? npencrasiser coboit Bomopoa unm (Ci3)ankun (B OCOOEHHOCTH, METHII).
OTnenbHBIMU TPUMEPAMHU  SIBIISIIOTCS  2-0KCO-2,3-auruapoOeH300Kca3on-6-un, 3-
MEeTHJI-2-0KC0-2,3-TuruapodeH300Kca3o-5-1, I-meTun-3-okco-2,3-quruapo- 1 H-
WHAA301-0-us, 2-0kco-1,2,3,4-teTparuapoXxuHa3oNuH-6-uu, 1-metun-2-oxkco-1,2,3,4-
TETPAruApOXUHA30AUH-6-UJ, 1-0kco0-1,2,3,4-TeTparuipoOU30XuHONUH-6-UI, |-MeTum-
2-okco-1,2,3,4-TeTparuApOXMHA30JUH-7-UJT u 1-okco-1,2,3,4-
TETPAruIPOU30XMHOJHUH-7-UJI.

Bo wus3bexaHue COMHEHUWH, ONpeneNieHHbIe TPYIINbl, UMEKIIUEe TayTOMEpPHBIE
(GOpMBI, KOTOpBIE CUHTAKTCS MPEUMYIIECTBEHHO HEapOMaTUYECKHMH, TaKue Kak,
HarmpuMmep, 2-okco-2,3-nquruapo-1H-6en3o[d]|uMunazonunpbabie TPy, OMpPEIeIEHBI
B JJaHHOHN 3asBKe Kak 8-10-ujeHHble YaCTUYHO apOMATU4YE€CKUE KOHIAECHCHPOBAHHBIE
OWMLMKJINYECKHE TeTePOUUKIUIbHBIE TPYNNbl Ja)Xe HECMOTPSs Ha TO, YTO UX
COOTBETCTBYIOIIYIO TayToMmMepHy ¢opmy (2-ruapokcu-1H-6en3o[d]umunazonmn)
Tak)Ke MOXHO paccMarpuBaTh Kak 8-10-ulleHHYI0 OULUKINYECKYI TeTepOaprIbHYIO
rpynmy.

Tepmun "apun", UCIOAB3yeMBbIil OTAEIBHO UM B KOMOMHAIMU, O3HA4YaeT (peHum
win HadTua, B ocobeHHOCTH, (eHua. BrleynoMsiHyTble apUJIbHbIE TPYINbl HE
3aMeIleHbl UM 3aMEIIEeHbl, KaK 3TO YeTKO OTNPEAeIeHO B KOHKPETHOM CJIy4ae.

[IpumepaMu 3amecTuTenst Ar', mpencTaBisiomero coboil (eHun, sBISIOTCS, B
OCOOEHHOCTH, Te, KOTOpbie MO MEHbIIell Mepe MOHO3aMeIIeHbl B HApPA-TIOJONKEHUU
OTHOCUTEJIPHO TOYKH MPUCOEAUHEHUS OCTaJbHOM dYacTH MoJjekynbl. Kpome Toro,
takas rpymma Ar', mpeacraBmsomas co6oif GeHHI, MOXET HEeCTH ONMH WIH JBa
JOOTOJIHUTENPHBIX 3aMECTHTEeJNisi, B OCOOEHHOCTH, B OJHOM WUIU O00OUX wMmema-
MOJIOXKEHUSAX OTHOCUTEJNbHO TOYKHU NPUCOENUHEHHS OCTAaJbHOM YaCTH MOJEKYJIbI.
CoOTBeTCTBYIOIINE 3aMECTHTENM TaKuX (PEHUJIBHBIX TPYMI YETKO OMpenesieHbl B
KOHKPETHOM CJIy4Yae.

Tepmun "rerepoapun", UCMOAb3yEMBbIH OTAEIPHO UM B KOMOWHAIIMU, O3HAYAET
5-10-ujleHHOe MOHOLMKJIMYECKOe WM OWNUKINYEeCKOe apoMaTH4YeCKOe KOJbLO,

coacpxamee OT OAHOTO A0 MAKCUMYM YETBIPEX I€TECPOaATOMOB, Ka)KI[blﬁ N3 KOTOPBIX
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HE3aBHUCUMO BbIOpaH W3 KHUCJIOpOJa, a3oTa W cepbl. IIpuMepamMu  Takux
reTepOapUIbHBIX TPYII SIBASIOTCS S-dJIeHHbIE T'eTepOapuiibHble TPYIIbI, TaKUe Kak
bypaHui, OKCA30JMJ, H30KCA30JIMJ, OKCAaaua3oJuj, TUHODEHUJ, THA3OJHI,
WU30THA30JMJI, THAAWA30JUJ, THUPPOIHI, HMMHUIA30JIUN, THUPA3OJIUI, TPHUASOIHI,
TETPa30JuJ; O-4JIeHHbIE TeTepOapUJIbHbIE TPYMIbl, TaKHe KaK MHPUIHHUI,
NUPUMHUAUHWI, TUPUOA3UHII, TUpasuHmwi, u 8-10-ujeHHble OWIIUKINYECKUE
reTepoapuiibHble TPYIIbI, TaKWe KaK WHAOJNUI, H30MHAONWI, OeH30QypaHu,
uzoben3odypanua, OeH30THODEHMI, WHOA30JUN, OeH3UMHUIA30JIUI, OEH30KCA30JIHUII,
O€H3M30KCA30JIMII, OEeH30THA3 0L, OE€H30M30THA30JIHI, OeH30TpHA30IHII,
OEH30KCaana30JIuI, OeH30THaINa3 0, THEHOTTUPUIUHHII, XHHOJMHUI,
W30XWHOJUHUI, HaQTUPUAWHUI, UMHHOJWUHUI, XWUHA3OJUHWI, XHUHOKCAJUHWII,
branasvuHUI, TUPPOJOMUPUIUHII, NHPA3OJONMUPUIAHHUN, MUPA3OTOTTUPUMHUIUHIII,
MUPPOJIOTTUPA3HHHII, UMHIA30TTHPUIUHII, UMUIA30TTHPUIA3 UH T u
UMH1a30THA30MI. BBIIIEYMOMSHYThIE TeTepOapHubHbIe TPYMIbI HE 3aMEN[eHbl WU
3aMelleHbl, KaK 3TO Y€TKO OMpPeAeJeHO B KOHKPETHOM Cllyyae.

B caydae 3amectuTels Ar', mpeacTaBISIONEro coGoi "5- MM 6-uieHHBI
retepoapun”, TEPMHUH O3HAYAET BHILICYMOMSHYTbIE S- MM O-4JIEeHHbIE PYIMIIbI, TaKUE

Kak B OCO6€HHOCTI/I, MUPHUAUHUIL, NUPUMHUIOWHUIL, NUppOIHnII, MUPa30JInl,

>
MU30KCa30JIUJ, THUA30JduNl uinu TuodeHun. B yacTHOCTH, TEPMHUH OTHOCHUTCI K S-
YIEHHbIM TpyNIaM, TaKUM Kak, B OCOOEHHOCTH, THA30JUJ WIH THO(PEHUIN, B
YaCTHOCTH, THO(EH-2-uja, TuodeH-3-ui, THaz0jd-2-uj, THA30J-4-UJI, THA30J-S5-HJI.
IIpeanoyTUTENbHBIM sIBNIsiETCS THOQEHWJI, B OCOOEHHOCTH, THOPEH-2-WJI, WU
THA30JIUJI, B OCOOCHHOCTH, THA30JI-2-UJ. BbllIeyka3aHHbIE TPYMNIbl 3aMELIEHBI, KakK
3TO YETKO ONpeNesIeHO B KOHKPETHOM ciyudae. TuodeH-2-un uiaum THA30d-2-Uj, B
OCOOEHHOCTH, AW3aMEINEeHbl OJHUM 3aMECTUTEJEeM B TMOJOXEHHH S5 U BTOPBIM
3aMecTuTesNeM B mnonoxkeHun 4 (U, B ciaydae THOQEH-2-uja, HE0OsI3aTENbHO
3aMECTUTEJIEM-TAJIOT€HOM B MOJIOKEHHUH 3).

B cayuae 3amecturens Ar', mpexcraBusomero coGoil  "8-10-ugeHHBII
OMIUKINYECKH reTepoapun”, TEPMHUH O3HA4yaeT BBILIEYNOMsSHYTble 8-10-uieHHBIE
rerepoapuiibHble rpynnbl. B 4acTHOCTH, TEPMUH OTHOCUTCS K 9- uau 10-uneHHBIM

reTepoapuibHbIM  TIpynmam, TaKuM  Kak B OCOOEHHOCTH,  HHJIA30JIHII,

2
OEH30MMUIa30JINJI, WHOOJNMI, OEH30TPHA30JuJ, OEeH300KCA30JUJI, XUHOKCAJIUHUI,
HN30XHWHOJIHWHNWJ, XWHOJIHWHHUII, HI/IppOJ'IOHI/IpI/II[I/IHI/IJ'I u I/IMI/II[aSOHI/IpI/II[I/IHI/IJ'I, a TaKXeE

oensodypanmn, OenHzoruodenun u OeH3oTHA30JUJI. BrllmleykazaHHbIE TPYMHIBl HE
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3aMEUICHbl HJIM 3aMEILIEHBbI, KaK 3TO YE€TKO ONpPEAEJeHO B KOHKPETHOM Cllydae.
OtpenbHbiMu npumepamu sBysitorcss 1H-unnon-2-un, 1H-ungon-3-un, 1H-unnon-4-

un, 1H-usgon-5-un, 1H-uwgon-6-un, 1-metun-l1H-unpon-5-un, 1H-ungazon-5-un,

1H-uanazon-6-un, 1-metun-1H-unna3on-6-uim, 3-metun-1H-unnazon-6-u, 3-
metokcu-1H-unnazon-6-un, 6-merokcu-lH-unnazon-5-un, 1H-OenzoumMumaszon-S-ui,
2-metun- 1 H-6enzoumunazon-5-un, 2-tpudpropmerun-1H-6enzonmunazon-5-un, 1H-
OeH30TpHa30JI-5-1I, 2-MeTHI0EH300KCa30JI-5-1]I, 2-MeTHI0EH300KCa30JI-6-11,
XUHOKCAJIUH-6-UJI, U30XUHOJUH-7-UJ1, XUHONUH-6-un, 1H-nuppono[2,3-clnupuaun-3-
w1, 1H-nmuppono[2,3-b]nupuaun-3-un, 1H-nuppono[2,3-blnupuaus-S-un, 1-merwn-
IH-nmuppono[2,3-b]nupunun-5-un, wumunasoll,2-alnupuans-6-un, 2-xapOokcu-1H-
uHAOoa-5-un, 3-kapbokcu-l1H-unnon-6-un, 4-xapOokcu-l1H-unnon-2-un, S-xapboxcu-
IH-ungon-2-un, 6-xkapbokcu-1H-unagon-2-un, 7-xapbokcu-1H-unpon-2-un, 7-
kapbokcu-1H-unnon-4-umn, 7-xkapbokcu-1-metun-1H-unnon-4-un, 5-
(metokcukapOonun)-1H-unnon-2-un,  6-(merokcukapOonmn)-1H-unnon-2-un), 6-
kapbokcubenzopypan-2-un, 3-kapOokcubeHszodypan-6-un, 2-xkapbokcudbeHzopypaH-
5-un u 2-xkapbokxcubenzodypan-6-min. IlpeanodTUTENbHBIMA NPUMEPAMH SIBIISIOTCS
1H-6en3oumunazon-5-un, 1H-wunpon-6-un, 1H-unpon-5-un, 1H-ungon-2-ua, 1H-
UHAA30M-5-u1, a Takke 8-10-uneHHBII OWLMKINYECKHI TreTepoapu, KOTOPbIH

monosamemet -(Co.3)anknner-COOR®?, takoii kax 3-kapOokcu-1H-ungon-6-umn, 4-

kapOokcu-1H-unnon-2-un, S-kapbokcu-1H-unnon-2-un, 6-kap6okcu-1H-ungon-2-un,
7-xapboxcu-1H-nunon-2-umn, 5-(metoxcukapbonmn)-1H-uanon-2-um, 6-
(meToxcukapOonun)-1H-ungom-2-mi), 6-kapbokcubeHnzodypan-2-ui, 3-
kapbokcubenzopypan-6-un, 2-kapbokcudbenszodpypan-5-un u 2-kapdbokcudeHzopypan-
6-un u, kpome Toro, 3-kapookcu-1H-unnazon-6-un u 7-kapo6okcu- | H-uugon-4-un.

B cnyuae 3amecturens "-(CH,),-HET, roe p npencrasisier coboil menoe 4ucio
0 mwmn 1, u rne HET npencrasisier coboil 5- uiau 6-4aeHHBIA reTepoapuin”, Takou 5S-
WK 6-4JICHHBIH reTepoapuyl COOTBETCTBYET MPHUBEIECHHOMY BbIIE OMpPEAEIICHHUIO; B
YaCTHOCTH, NpPEACTaBiseT cOOOH a30Tconmep kaliuil S-dJIeHHBbIH TeTepoapui, TaKoi

KaK, B OCO66HHOCTI/I, TECTPA3O0JUJIT WKW OKCAa30JIUJI, HU30KCA30JIUJI, OKCAAUAa30JIHII,

,
THA30JIUJI, W30TUA30JUJ, THUAAUA30JMJI, HUMHAA30JUJ, MUPA30JIUI WUIU TPUA3OJIHUIL.
BbILHGYKaSaHHbIe rpynnbsl HE 3aMCIICHBI UJIW 3aMCIICHBI, KaK 3TO YE€TKO OMNPEACICHO B
KOHKpeTHOM caydae. ['pymna -(CHj),- mnpeamodTHTENbHO OTCYTCTBYET, T.€. P
npencrasisier coboi nenoe yucio 0 u rpynna HET HenmocpeacTBeHHO NMpUCOEIHMHEHA

k Ar'. OtnensubiMu npumepamu -(CH,)p,-HET spnsiorcs, B ocobennoctu, -(CHy)o-
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HET rpynner  1H-terpa3on-5-un,  3-TUAPOKCHM30KCA301-5-MJI,  2-TUAPOKCH-
[1,3,4]okcannazon-4-u, JIOTIOJIHUTEJIbHBIMU npumMepamu SIBJISIFOTCS 3-
AMUHOM30KCA30JI-5-uj, 2-aMUHOOKCa30J1-5-un, S-amuHo-[1,3,4]tuanuazon-2-umn, 5S-
MeTunamuHo-[1,3,4]tuanuazon-2-un, S-metokcu-[1,2,4]okcannazon-3-uyi, S-aMUHO-
[1,2,4]okcanuazon-3-un, S-[(2-runpokcustun)]-amuno)-[1,2,4]okcanguazon-3-un, 5-
ruapokcumermi-[ 1,2, 4Jokcanunason-3-un, S-(okceran-3-mn)-[1,2,4Jokcanuazon-3-uu,
1H-umupnazon-4-un, S-metun-1H-umunazon-4-un u 2,5-gumerun-1H-umunazon-4-uim;
a taxxe |H-nupaszon-l-un, 1H-nupason-3-un, 3-merunnupason-l-un, 1-merun-1H-
nupaszon-3-uwi, S-metwin-lH-nupazon-3-un, 3,5-numermnnupasosn-1-mn, 4-xkapOoxcu-
IH-nmupazon-3-un, 1H-umupazon-2-un, 3-metun-3H-umupazon-4-un, 2-merun-1H-

uMupaszon-4-mi, 1,5-pumerun-lH-umunazon-2-un, 1,2-gumerun-1H-umupazon-4-uim,

1,5-numerun-1H-umunazon-4-umn, 2-nukaonponui- 1 H-umunaszon-4-umn, 2-
uukaonponui-1-merun-1H-umuaason-4-um, [1,2,4]okcannazon-S5-umn, 5-MeTun-
[1,2,4]okcannazon-3-umn, 3-metun-[1,2,4]okcannazon-5-umn, 5-MeTHI-

[1,3,4]okcannazon-2-ui, U30THA30-5-UJI, THA30J-2-UJ, THA30I-4-UJI, 4-MEeTUITHA3O0JI-
2-un, 2-MeTUATUa3zoNn-4-ui, 2-aMUHO-S-MeTunTuaszon-4-un, 4,5-AMMeTUITHA30JI-2-HUI,
4-kapOokcuTHazon-2-uj, 2-kapOboKCUTHA30I-4-1JI, 2-THAPOKCUTHA30I-4-1JI, 2-aMHUHO-
2-0KCOATHII)THA30JI-4-UJI, ©30KCA30J-3-1JI, U30KCA30J-5-1, 3-MEeTUIN30KCA30JI-5-HUlI,
4-MeTUNN30KCa30M-5-mi, 4-kapOOKCU-3-MEeTHIN30KCA30-5-11, OKca3on-5-ui, 2-
METHJIOKCa30d-5-un,  2-(2-kapOokcusTui)-okcaszon-5-un,  2-(2-xkapOokcusTun)-4-
merunokcason-5-un, 4H-[1,2,4]rpuazon-3-un, 1H-[1,2,4]rpuazon-1-un, 2-merun-2H-
[1,2,4]Tpuazon-3-un, nupuauH-2-ujia, 4-QTOPHNUPUAUH-2-UJ, NHUPUMHAUH-2-UI, S-
bTOopnUPpUMUIUH-2-UJ, S-METOKCUIMUPUMHUIAUH-2-1JI, 4-METOKCUIUPUMHUIAUH-2-UJ, O-
METOKCUITUPUMHUIANH-4-UJ, O-IUMETUIaMUHONUPUMUAUH-4-UJI, TUpPA3UH-2-UJI, 6-
METOKCHUITUPA3UH-2-HUJI, 6-MEeTOKCUNIUPUAAZUH-3-1JI, 3H-umugazon-4-umn, 3H-
[1,2,3]Tpuazon-4-un, okcaszon-2-un u 4,5-nuMeTtuniokcason-2-uji. Bo wuzbexaHue
COMHEHWH, OTNpeNeIeHHbIe TPYIbl, UMEIOIINe TayTOMepHbIe (POPMBI, KOTOPBIE MOKHO

CYUTATh TNPEUMYLIECTBEHHO apoOMaTHYeCKHMMH (Takue Kak, Hampumep, 3-

2
TUAPOKCUM30KCA30JUIbHBIE WIH  2-ruapokcu-[1,3,4]okcaqna3onuinbHble  T'PYIIIIbI)
onpenaesieHbl B JaHHOM 3asiBke kak rerepoapusbnble rpynnsl HET naxe HecmoTps Ha

TO, YTO WX COOTBETCTBYIOINYK TayToMepHYIO ¢opmy (3-okco-2,3-quruapo-2H-

2
W30KCA30JIUJI, COOTBETCTBEHHO, 2-0KC0-2,3-nuruapo-3H-[1,3,4]okcaana3onmi) Takxke
MOXHO pacCMaTpUBaTh B KauecTBe HeapoMartuueckoil rpymnmel. ITogobHbIM oOpazom,

ONPEACIICHHBIC T'pYIIIbl, UMCIOIIUE TAyTOMCPHBIC (I)OprI, KOTOPBIE MOXKHO CHUTAThb
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NPEUMYIIECTBEHHO HEapOMaTUYECKUMHU (Takue KakK 5-0kco0-4,5-quruapo-
[1,2,4]okcanunaszon-3-un 158051 5-tuokco-4,5-npurunpo-[1,2,4]okcannaszomn-3-un)
cornacHo ompexesnenuto aas 3amecturens HET', onpenenens: B 1aHHOM 3asBKe KakK
HE ABJAKINMECS YacTbl0 3aMEIEHHON TIeTepOapUiIbHOW TPyINbl  COIJIACHO
onpeaenenutro ai1 HET pgaxe HecMOTps Ha TO, 4YTO HUX COOTBETCTBYHOIIYIO
tayToMepHyto  dopmy  (S-ruapokcu-[1,2,4Jokcannazonui, COOTBETCTBEHHO, S-
MepkanTo-[1,2,4]okcanqua3onuia) Takke MOMKHO pacCMaTpuBaTb B  KadecTBe
reTepoapuibHoil rpynnbel. ClieayeT MNOHHUMAaTh, YTO COOTBETCTBYIOINMN TayTOMeEp
BKJIFOYEH B COOTBETCTBYHO MU 00beM H300peTeHHUs COTJIACHO ONPEaeIeHUIO .

Tepmun "nuano" ornocurcs k rpymnme -CN.

Tepmun "okco" orHocutcs k rpynme =0, KoTOpas NPeANOYTUTEIHHO
NpUCOEAUHEHA K aTOMy yIJepoja WU Cepbl B LENU WUJM KOJbLe, KaK, HalpuMep, B
ciaydae kapOboHunbHOU rpynnsl -(CO)- unu cynbpormnbHON rpynmsl -(SO;)-.

pumepamn "-X>-NRM'R™?" rpynn, ucronssyembix B KauecTBe 3aMecTHTeENei
Ar', sBusromerocs (GEHHIOM HIM 5- HIM 6-YICHHBIM TETEPOAPHIOM, SBISIOTCS
aMHHO, METHJIAMHHO, 3TUJIAMUHO, NPONUJIAMHUHO, aMHUHOMETHJ, METHUJIAMUHOMETHUJ,
N300yTHJIIAMUHOMETHUJI, LHKJONPONUJIAMUHOMETHUI, LHUKIOOyTUIaMUHOMETHN, (2-
METOKCHITHI )aMuHOMeTHI, (2,2,2-Trpudropatn)-amuno; unu —NH-CO-H, —-N(C,Hs)-
CO-H, -NH-CO-C,Hs, -NH-CO-CH,;-CH,-OH, -NH-CO-O-CHj3, —-N(CH3)-CO-O-
CHj3; unu nupponunus-1-un, 2-okconupponuaut-1-umn, 1,1-qnuokcon3oTnasonuaun-2-
w1, MophonuH-4-un, azeTUAUH-1-ua WIM NUNnepuauH-1-un, u 2-(AMMETUIAMHHO)-
JTOKCH.

Ipumepamn  rpymmsr  "-NH-CO-NR™VRM"  ucrnonssyemoit B kauecTse
samectuTeneil rpynmsl Ar', semsores ypengo NH-CO-NH,) u 3-stunypeunno (-NH-
CO-NH-C,Hs).

Ipumepamu rpymmsr "-(CH,)-CO-NRVRM

rie r mpencraBiseT coboil menoe

2

qucago O wimm 1"

2

HCIIONBb3yeMOll B  KauecTBe 3aMeCTHTeNel rpymmbl  Ar',
NPEANOYTUTENBHO SIBJISIIOTCS TPYIIBI, T€ I IpeaAcTaBisieT co0oi uenoe yucio 0 u mo
menbimeii mMepe omuH m3 R u RM™ mpexpcrasmser coboif Bomopon (uim, MeHee
NPEAMOYTHTENbHO, MeTHI). OTAenbHBIMU mpuMepamu Takoil rpymmsl -CO-NRYVRM
seisitorcss —CO-NH,, —CO-NH(CHj3), —CO-N(CHs),;, —CO-NH(C,Hs), —CO-NH-O-
metus, —CO-NH-O-3tun, —CO-NH-O-uzonponun, —-CO-NH-C,H4-OH, —-CO-NH-O-
C,H4-OH, -CO-NH-C,H4-OCH;, —-CO-NH-C,H4-N(CH3); u —-CO-NH-O-0enszui.
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HononuutensHbiMu npuMepamu siiastoTcss —CO-NH-uzonponun u —CO-NH-OH, a
takxxe —CO-N(CHs),.

IIpumepamu rpynmsl ".X'-CO-R°"", HCIIOJIb3YEMOH B KaueCTBE 3aMECTUTEJIEH
rpymniel Ar', SBISIOTCA, B OCOOEHHOCTH, CEAYIOLIHE MPYIIIBL:

a) X' npencrasusier co6oii npsimyro cesisb; 1 R mpencrasuser co6oit -OH;
(r.e. -X'-CO-R”! npexacrtasisier codboit -COOH); niau

b) X' npencrasaser coGoii mpsmyio cBsass, 1 R®' mpencraBmser coGoii
-0-(Ci4)ankun (B ocobeHHOCTH, »dTokcH, wid MeTokcu), (r.e. -X'-CO-R™
npencrapisier coboir  -CO-(Ci.4)ankokcu (B 0COOEHHOCTH, STOKCHUKApOOHUI,
METOKCUKapOOHUIT)); UK

¢) X' npexncrasusier coGoil mpsimyro cessk, u R mpencrasnsier coGoit -NH-
SO,-R*; rme R® npencrasmsier co6oit  (Cr.g)ankmn, (Cs.q)UHKIOANKHI, TIHe
(Cs.6)uMKIIOANKHI  HEOOS3aTENbHO  COAEPXKUT  KOJBIEBOH  aTOM  KHCJIOPOHa,
(Cs.¢)uukmoankmi-(Ci.3)ankuner, rae (Cs.q)IUKIOANKUI HEOOS3aTENbHO CONEPIKUT
KoubLeBoll aTtom kucnopona; (Ci.3)dropankun, denun, unu -NHy; (t.e. -X'-CO-R®*
npencraBiasier  co6oif  -CO-NH-SO,-R®,  rme R  npencrasmsier  co6oii
BBIIIEYTOMSIHYThI€ TPYIIbI, B 0OCOOCHHOCTH, METHJI, STHUJI, U3OTPOIMMII, LIUKIOMPOIHII,
tpudropmernn, amuno, B ocobennoctu, -X'-CO-R®! mpencrasmster coboii -CO-NH-
SO,;-CH3;, -CO-NH-SO;-C(CHj3),, -CO-NH-SO;-uuknonponun, -CO-NH-SO,-s3tun
unu -CO-NH-SO,-NH;); uiu

d) X' npencraBaser coGoii (Cp.;)amkmmen (B ocobenmnoct, -CH,-,
-CH;-CH;-), -0O-(C,;)ankunen-* (B ocobennoctu, -0-CH,-* -O-CH(CH;)-*,
-0-C(CHs3),-*, O-CH,-CH;-*), -NH-(C,;.3)ankunen-* (B ocobennoctu, -NH-CH,-*,
-NH-CH(CH3)-*), -S-CH,-*, -CF,-, —CH=CH- wau —-CH=CH- [B mnoaBapuaHTe
OCYIIECTBJICHUS x! npeacrasiseT coboit, B ocobennoctu, -O-CH,-*, -NH-CH,-*,
-S-CH,-* wmm (C,.;)ankunieH]; rae 3Be3NOYKH VYKa3bIBAlOT Ha CBs3b, KOTOpas
npucoenuuena k rpymme -CO-R®'; u R®! npexncrasnsier coboii -OH (t.e. -X'-CO-R®"
npencrasusier coboit -X'-COOH, rme X' mpeacraiaser coboif BbIIIEYTOMSHYyThHIE
Ipynmnbl, B OCOOEHHOCTH, -X'-CO-R”! npencrasiser coboit -O-CH,-COOH wunm
-NH-CH,-COOH; a Takxe -CH,-COOH, -CH,-CH,-COOH, -CH=CH-COOH,
—CH=CH-COOH, -0-CH,-CH,;-COOH, -0-CH(CH;3)-COOH wunu -NH-CH(CHj)-
COOH); unu

e) -X' mpencrasmser coboit -NH-CO-* mmm -CO-; rie 3Be30YKa yKa3blBaeT

1 1 o
Ha CBsi3b, KOTOpasi NPUCOEAUHEHA K FPyMIIE -CO-R%; u R® npencrasiser coboi -OH
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(t.e. -X'-CO-R®' npencrasiser coGoii -X'-COOH, rane X' mpexncrasusier coboii
BBIIIEYIOMSIHYTbI€ TPYIIbI, B OCOOEHHOCTH, -X'-CO-R”! npencrasisier codoi -NH-
CO-COOH, -CO-COOH); nnu

f) X' mpencrasmsier co6oit (Cs.s)HKI0ATKUICH, 1 R?! npeacTaBiseT coboi
-OH; (re. -X'-CO-R°" npencrasmsier co6oii  (Cs.q)UMKIOANKUI, KOTOPBIHA
moHosamemen COOH:; B ocobennoctu, -X'-CO-R?! npenacrasiser coboit 1-
KapOoKcHIUKIONponaH-1-un uin 1-kapOOKCHITMKIONEHTaH-1-ui); win

g) X' npencrasuser coboii mpsimyio cBssb; u R®' mpexcraBuaser coGoit
-0-CH,-CO-R®, rme R® npencrasuser coGoii rumpokcu mian (C.4)alKkoOKCH HIH
-N[(C;.4)ankui],; B 0cOOEHHOCTH, X'-.CcO-R™ npencrasiser coboit -CO-0-CH;-
COOH; unmu

rae kaxznas us rpymnm a), b), ¢), d), e), f) u g) oOpasyer oTaenbHBINA MOABAPHAHT
OCYIECTBJICHUS N300pETEHUS.

Coenunenus popmynsr (I)/dopmynsr (II), comepxamue rpymmy "-X'-CO-ROM™,
rae X' mpexcrasisier co6oit -CH=CH-, moryTt Haxoxurcs B E- unu Z-koHGUTypaLin.
[IpenmouTuTENbHO, TaAKKUE TPYIIBI HAXOASATCS B E-koHpuUrypanuu.

Kasxaslit pas, Koraa rpynma Ar' 3aMerneHa 3aMecTHTENEeM, COAEPKAIIUM IPYIIIY
kap6oroBoil kucaorel -COOH (takyio kak B 3amectureisx -(Co.;)ankmaen-COOR?,
rme R®* mpencrasmaser coboit  Bomopon; -(Coz)ankmien-COOR?, rze R??
npeacTaBisier co0OoOi  BOAOPON;, HJIH B 3aMECTHTENSAX -X'-CO-R®!, rze R®
npexncrasiser coboii —OH, B ocoGennoctu, B -X'-CO-R®' rpynnax a), d), e) u f),
YIOOMSIHYTBIX BBIIIE), Takas rpynmna KapOOHOBOH KHUCIOTBI MOXET MPUCYTCTBOBATH B
dbopmMe mpOJNIEKaAPCTBEHHOW Trpynmbl. Takue NPOoJeKapcTBa BKIKYEHBI B 00BEM
HAcTosIero n3o0pereHus. B HEKOTOPBIX Ciydasix, COCNMHEHHS, CONepIKaIue TaKue
NPOJIEKAPCTBEHHbIE TPYMNIbl KapOOHOBOH KHCJOTBI, MOTYT KaK TAaKOBBIE MPOSBIISTH
Oouonornueckyro akTuBHOCcTh Ha EP2 u/unum EP4 peuenrtopax, B TO BpeMs Kak B
APYTHUX CJy4asiX, TAKHE COCNMHEHHs, COAepIKaIHe TaKue MPOJIEKAPCTBEHHBIE TPYIIIBI
KapOOHOBO# KHCHOTBL, TpeOyrwT (HampuMmep, (QEepMEHTATUBHOrO) pacCILISTJICHHS
nmpoJjieKapcTBa IUIsl TpOsiBJeHHsT Ouoyormdeckod aktuBHocTu Ha EP2 w/unu EP4
peuenrtopax. IIponexkapcTBa QyHKIIMOHANIBHON IPynIbl KapOOHOBOHW KHCIOTHI XOPOIIO
W3BECTHBI B NaHHOU oOyactu TexHUkH (cM., Hampumep, J. Rautio (pen.) Prodrugs and
Targeted Delivery: Towards Better ADME Properties, Tom 47, Wiley 2010,ISBN:
978-3-527-32603-7, H. Maag in Stella, V., Borchardt, R., Hageman, M., Oliyai,
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R., Maag, H. Tilley, J. (pen.) Prodrugs: Challenges and Rewards, Springer 2007,
ISBN 978-0-387-49785-3).

OTI[eJ'IbeIMI/I npumMepamu NpoJICKapcCTB, Hanpumep, noaAX oA X JJIS
-X'-COOH rpynn, sBasoTCS:

. CI0KHO3(UPHBIE T'PYIIIIbI -X'-C0O-0-P', rne P' osnauaer, HarnpuMmep,
(Cia)ankum;, (Cs.g)uukioankmi, rae (Cs.e)IUKIOANKHI HEOOsI3aTEeIbHO COAEPIKUT
kosbleBoi atom kuciopona; (Cs.q)uukiaoankun-(Ci.z)ankun, rae (Cs.q)IUKIOATKUI
HeoOsI3aTeIbHO CONEPKUT KOJbLeBOH aToMm kuciopora; (Ci.;)hTopalkui;, rTHAPOKCHU-
(Cr.g)amkun; umn (Cp.q)ankokcu-(Cyq)ankun (B ocobennocru, P' osmauaer (C..
4)aJIKWJI, B YACTHOCTH, METHJT UJIH 3THII),

o rpymmsl -X'-CO-NH-SO,-R*, rne R npencrasuser co6oit (Cy.4)ankun,
(Cs.¢)uuknoankmi, rae (Cs.q)MUKIOATKUI HEOOs3aTEIbHO CONEPKUT KOJIbLIEBOW aTOM
kucnopona; (Cs.g)uuknoankui-(Ci.z)ankmn, trae (Cs.q)IUKIOANKHI HEOoO0sI3aTeNbHO
COLEePIKUT KOJbLEBOH atoM kuciaopona; (Ci.3)dropankun, -NH,; (B ocoGennoctu, R
o3navaeT (Ci.4)ankui, (C3.¢)IUKIOATKUI, B YACTHOCTH, METHII);

. IPYIIIBI -X'-CO-R"!

2

rne R MPEeNCTaBIsAET COOOM -O-CHZ-CO-RO", rue
R® npencrasmsier co6oit rumpokcu mmn (Ci.)ankokcen, wian -N[(Ciq)ankua], (B
ocobennoctn, -CO-0-CH,-COOH, -CO-0-CH;-CO-N(CHj3),);
o rpymmsl -X'-CO-R®') rme R®' mpencrasaser co6oit -O-CH,-0O-CO-R®?,
rne R®® npencrasnser co6oii (C.4)ankun unu (Ci.4)ankokcu (8 ocobennoctu, -CO-O-
CH,-0-CO-0-3tun, -CO-0-CH;-0O-CO-niponun);

o T'PYIITBI -X'-CO-R", rae R NPEaCTaBISET coboii

-0-CH,-CH,-N[(C.4)ankun], (8 ocobernnoctu, -CO-0-CH,-CH,-N(CH3),); u
. TPYIIIIBI -X'-CO-R*!

2

rne R®' mpencraBnser coGoif 5-MeTHi-2-0KCO-
[1,3]n10KCO-4-1T)-METUIIOKCHU-.

I[Mpumepamu "ruapokcu-(Ci.4)anKHIbHbIX" TPYIIN, HCIOJB3YEMBIX B Ka4eCTBE
3aMecTHTeNell rpynmbl Ar', SBISIOTCS THAPOKCHMETHI U 1 -THAPOKCHATHIL.

[Mpumepom "mpuruapokcu-(C,.4)adKIbHBIX" TPYIN, HCHOJb3yEMBIX B Ka4ECTBE
3aMECTUTEJIEN IPyIIbl Arl, sBasAeTCcs 1,2-TUruaApOKCUITHIL.

ITpumepom "rugpokcu-(C;.4)adKkoKCH" TPYIMN, UCIOJB3YEMBIX B Ka4eCTBE
3aMECTHUTENEN Py bl Ar', sBasercs 2-TUAPOKCUSTOKCH.

ITpumepom "(C.4)ankokcu-(C,.4)ankokcu" Tpynn, HCIOJNB3YEMBIX B Ka4eCTBE

. 1
3aMECTUTENIEN TPYINbl Ar , ABJISIETCS 2-METOKCUITOKCH.
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IIpumepamu rpynmnsl "-SO,-R!" UCIIOJIb3YEMOU B KadeCTBE 3aMECTUTEJEH

2

IPYIIIbI Arl, spisrorcsa -SO,-CH;s, -SO,-NH,, -SO,-NH-CHj;.

IIpumepamMu rpynmsl "S-R52" HCIIOJIb3YEMOU B Ka4E€CTBE 3aMECTUTEJNIEH TI'PYIIILI

>
Ar',  sBmsmoTcs METUNCYNbGaHUI,  ITHICYJIb(paHuUI, H-TIPOTIHIICY Tb (G aHMII,
U30MpPONIICYabGaHu, U300yTUICYIbPaHMIT), UUKIOOyTUICYaAb(panun u (oKceTaH-3-
Wi1)-CyabdaHuI.

pumepom "(Ci.4)ankokcu-(Cr-4)anKunbHOR" rpyHIbl SABISETCS 2-METOKCUITHIL.

[Mpumepom "runpokcu-(Cj.4)ankokcu" TPYNITbI SIBISIETCS 2-TUAPOKCUITOKCH.

I[Mpumepom "runpokcu-(C,.4)anKUIbHOW" TPYIIIBI SIBJSAETCS 2-TUAPOKCHUITHIL.

I[Mpumepom  "-CO-(C).4)ankokcu" Trpynmel, HCHOIB3YEeMOH B  KadeCTBE
samectuTeneil rpynmsl Ar', sBusercs 3TokcHkapGoHun. Takue IPyIIbl TAKKE MOTYT
OBITh TMOJIE3HBI B KaueCTBE MPOJIEKAPCTBEHHBIX rpynn cootrBeTcTByromero —COOH
3aMeCTHUTeN.

Kaxnpiii pa3, korga ajs omucaHus O0JACTH YHCJIOBBIX 3HAYEHHIH NMPUMEHSIOT
cioBo "Mexnay', TO ero cliegyeT NMOHUMAaThb 3HAYallUM TO, UYTO KOHEYHBbIE TOYKHU
yKa3aHHOIO JManasoHa sBHO BKJIOYEHBl B Takol nauanazoH. Hampumep: ecnu
TeMIlepaTypHBIl Auana3oH onuckiBaercs 3HaueHusMu mexay 40 °C u 80 °C, to 31O
o3HaudaeT, 4TO koHeuHble TOUYKU 40 °C u 80 °C BKIIOYEHBl B TaKOHl AUANa3OH, HJIH
€Clii NepeMeHHas ONpejesieHa Kak LieJloe 4Yuciao Mexay 1 m 4, 3To o3HaudaeT, 4To
nepeMeHHas mpeacTaBisieT co0oii nenoe unucio 1, 2, 3 unu 4.

Ecnu He MCONB3YIOT B OTHOLIEHUU TEMIIEPATypP, TO TEPMUH "TPUOIH3UTENBHO",
HAXOASIIUKUCS Tepea YHCIOBbIM 3HaueHueM "X", B HaHHOW 3asiBKE OTHOCHUTCS K
UHTEpBajdy, KOTOpbIi pacmpocTpaHseTcss oT X MuHyc 10% X no X mmoc 10% X, u
NPEeaNnoYTUTEIbHO K HHTEPBay, KOTOPBIN pacnpocTpaHseTcs oT X muHyc 5% X mo X
naroc 5% X, B ormenpHOM ciydae, KacamolneMcs —TeMmIepaTryp, TepMHH
"mpubnusurenpHO", HaxomsWIUHca mepen Temmepatypoidl "Y', B nOaHHOW 3asBKe
OTHOCHUTCSI K HHTEpBally, KOTOPBIil pacrnpocTpaHsercs oT Temneparypsl Y munyc 10°C
no Y nmoc 10°C, v npeanodYTUTENbHO K UHTEPBaly, KOTOPbIH pacnpocTpaHseTcs oT Y
munyc 5°C go Y mmroc 5°C. Kpome Toro, TepMuH "KOMHaTHas TemIiepaTrypa', Kak
UCIIONb3yEeTCs] B HACTOAINEH 3asBKE, OTHOCUTCS K TeMIlepaType NPUOIU3UTEITbHO
25°C.

JlOTIOTHUTENIbHBIE BAPHAHTHI OCYLIECTBICHHUS N300pETEHUS MPEACTABICHBI HIXKE

9) Jlpyroii BapuaHT OCYILIECTBJIEHHUS] OTHOCHUTCS K coeauHeHusmM ¢opmyasl (1I) B

3 .
COOTBETCTBHUU C BAPUAHTOM ocyuiecTBieHus 8), rae R” mpencrasnser coboii Bogopo.
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10) Apyroii BapuaHT OCYILIECTBIEHHS] OTHOCUTCA K coequHeHusM popmynsl (II) B
COOTBETCTBHHM C BAPHAHTOM ocyuiecTiaenus 8), rae R’ npeacrasnser co6oit MeTHIL.

11) J[lpyroii BapuaHT OCYIIECTBJEHUA OTHOCHUTCA K COEIMHEHHUSIM B
COOTBETCTBHM C JIOOBIM M3 BapUAHTOB oOCymecTBieHuss 8) - 10), rame Ar'
npeacTaBisieT coOon

o deHmnbHYO Tpynny cTpyKTypsl (Ar-I):

Rm1
Ro1 RP

- RM2
(Ar-I),

rac

. RP npencrasasier coboii

> -X'-CO-R®, rne

> X' mpexncrasnser coboii mpsmyro cBsisb, (Ci3)ankuneH (B 0COGEHHOCTH,
-CH;,-, -CH(CHj3)-, -C(CHs3),-, -CH;-CH;-), -O-(Ci.3)ankunen-* (B ocoOeHHOCTH,
-O-CH;-*, -O-CH(CHj;)-*, -O-C(CHj),-*, -O-CH;-CH,-*), -NH-(C,.3)ankunes-* (B
ocobennoctn, -NH-CH,-* ~ -NH-CH(CHj3)-*), -CH=CH-, -NH-CO-* wunu
(C3.5)IUKJIOANKWICH, T1e 3BE3JI0YKH YKa3bIBAIOT HA CBsI3b, KOTOpas MPUCOEIUHEHA K
rpymmne -CO-R%; u

>  R° npencrasuser co6oit

Ll -OH;
. -0-(Cy.4)ankun (B 0COOEHHOCTHU, ITOKCH, METOKCH );
3 3 o
" “NH-SO,-R*, rae R® MPencTaBseT coboi (Cr.g)ankumn,

(Cs.g)uuknoankui, rae (Cs.q)HUKIOATKUIT HEOOS3aTeTbHO CONEPKUT KOJBLIEBOW aTOM
kucnopona, (Cs.g)uuknmoankui-(Ci.;)ankuneH, rae (Cs.q)UKIOANKHI HEOOS3aTeNbHO
COZEPKUT KOJIBLIEBOUN aTOM Kucaopoaa, uinu -NHj;

. -0-CH,-CO-R®, rne R®  nmpencrasnser coboil  rumpokcu  wim
(C1.g)ankokcu, unu -N[(C.4)ankun];;

. -0-CH,-0-CO-R®®, rze R® npencrasaser coGoit (Ci4)ankumn wim
(C1-4)ankoxcu;

. -0-CH;,-CH;-N[(C;.4)ankmin], (B ocodennoctu, -O-CH,-CH;,-N(CH3),); unu

. (5-metun-2-okco-[ 1,3 ] nuokcon-4-un)-MeTUIOKCH-;
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[rme, B 4aCTHOCTH, Takas TrpyIlmna -X'-CO-R”! npencrasisier coboit -COOH,
-CO-0-CHj;, -C0O-0-C;,Hs, -O-CH,;-COOH, -O-CH(CHj;)-COOH, -0-C(CHj3),-COOH,
-0-CH,-CH,-COOH, -NH-CH,-COOH, -NH-CH,-CO-0O-CH3s, -NH-CH(CHj3)-COOH,
-CO-NH-S0O;-CHj3, -CO-NH-SO;,-C(CHj3),, -CO-NH-SO,-unknonponui, -CO-NH-
SO,-C,Hs, -CO-NH-S0O,-NH,, -CO-0-CH,-COOH, -CO-0-CH,-CH,-N(CHs),, -CO-
0-CH,-CO-N(CH3);, -CO-0-CH,-0-CO-0-C,;Hs, -CO-0-CH;,-O-CO-nponun, (5-
MeTua-2-okco-[ 1,3 ]auokcon-4-un)-metun-0-CO-, -CH,-COOH, -CH,-CO-0O-CHj,
-CH,-CO-0-C3Hs, -CH,-CH,-COOH, -CH=CH-COOH, -NH-CO-COOH, I1-
KapOOKCHIUKIONponaH-1-uin|;

N,OH

|
> ’/J\NHz.

»  2-ruapokcu-3,4-auoKCOUUKIO0yT-1-eHu;

> -CO-NR™RM rze R™ u R™ nesasucumo mnpexcrasisor coboii Bogopoxn
umu (Ci.4)ankmn, (rae OpeamouTHTeNbHO 1O MeHbureil mepe omue u3 R u RM
npeacTaBiasier coOOW BOJOPOA; W TA€ OTAENbHBIMU NPUMEPAMH TaKOH TPYIIIBI
-CO-NR™MRM spsrorcss -CO-NH,, —CO-NH(CH3) nau —CO-NH(C,Hs));

> -NH-CO-NR™R™ rxe R™ u R™ Hesasucumo mpencrasmsior coGoii
Bogopon ui (C.4)ankuin (rae MpeamoYTUTeNbHO 110 MeHblreil Mepe oauH u3 R
R™® npencraBiser coGoif BOAOPOX; M TAe OTAETbHBIMU MPHUMEPAMH TAKOH TPYIIIIEI
-NH-CO-NR™R™M® susrores -NH-CO-NH,, -NH-CO-NH-C,Hjs);

> -(CHz)q-HETl, rae q npencrasiseT coboi wemoe umcio 0, 1 umu 2 (B
ocobennoctr, q o3xauaer 0, T.e. HET' mpucoennnen k Ar' mocpenctBom mpsiMoii
CBSI3W), U THE HET' npeacTasiseT coboit S5-okco-4,5-nurunpo-[1,2,4Jokcaguason-3-
w1 (BKJIIOYAsi ero TayToOMepHyw ¢opmy S-runpokcu-[1,2,4]okcanuazon-3-un) wim 3-
okco-2,3-nuruapo-[1,2,4]okcanguazon-5-un (BKJOYas €ro TayTOMepHyK ¢opmy 3-
ruapokcu-[1,2,4]okcanuaszon-5-mn),

»  -(CH,)p,-HET, rme p mnpencraBiser coboii uemnoe uucno O ummm 1 (B
ocobennoctu, p osHasaer 0, T.e. HET npucoenuuen k Ar' mocpeacTBoM mpsiMoii
cesa3n); u rne HET mnpencraBnsier co0oil S-uieHHBIH rerepoapusn (B OCOOEHHOCTH,
OKCa30JIMJI, H30KCA30JIMJI, OKCaIMa30JIMJ, THA30JMJ, W30THA30JHI, THAJAUA3OIMI,
UMHUAA30JIUI, MUPA3OJIUI, TPUAZOJIUI WJIM TETPA30JMiI), TAe yYKa3aHHBIN S-4jIeHHBIN

rerepoapuil  ABJIACTCA HE3AMCLICHHBIM HWJIK  MOHO- HWJIW JU3aMCIICHHbBIM, TAOC

3aMecTUTeN M He3aBUCUMO BbIOHparoT u3 (Ci.s)ankuna (B OCOOEHHOCTH, METHIIA),
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(Ci.4)ankokcu (B ocobennoctu, merokcn), -COOH, ruapoxcu, ruapokcu-(Ci.3)ankuna
(B 0COOEHHOCTH, TUAPOKCUMETHIIA), (Cs.s)umKyoankuia, HeOoOs13aTeIbHO
coIepiKalero OJMH KOJIbIEBOW aTOM Kuciopona (B OCOOEHHOCTH, LHUKJIOMPOIHIIA,
okceran-3-mna), win -NRVRM' rge RY u RM nesasucumo NpEeaCTaBIAIOT CO0O0H
Bogopoa, (Ci.3)ankun (B ocobenHoctu, MeTmn) wuau ruapokcu-(Cpq)ankun (B
0COOEHHOCTH, 2-rHUApOKCH3THN), (B ocoOeHHocTtH, Takas rpynna -(CH,),-HET
O3Ha4vaeT IH-Terpaszon-5-un, 3-rUAPOKCUU30KCA30JI-5-1J1, 2-ruApOKCH-
[1,3,4]okcannazon-4-un, 3-aMHHOU30KCA30JI-5-UJ, 2-aMHUHOOKCA30J-5-uJ, S-aMHHO-
[1,3,4]Tnanuazon-2-um, S-metunamuno-[1,3,4]tuaguazon-2-un, 5-MeTOKCH-
[1,2,4]okcanuazon-3-un, S-amuno-[1,2,4]okcannazon-3-mwn, S-[(2-ruapokcusTui)]-
amuHO)-[1,2,4]okcannazon-3-ui, S-ruppokcumerun-|[1,2,4]okcaquazon-3-um, 5-
(oxceran-3-mn)-[1,2,4]okcaguazon-3-un, 1H-umugazon-4-un, S-metun-1H-umunaszon-
4-un, 2,5-numetun-1H-umunazon-4-un) [B wactHoctu, HET He 3amemeH wunu
MoOHO3amemeH runpokcu; B ocobenHoctu, HET osnauaer 1H-terpason-5-um, 3-
TUPOKCUHU30KCA30JI-5-11 unu 2-rugpokcu-[1,3,4Jokcannazon-4-umj;

. R™ npencrasnser coboit

»  BOIOpOX,

»  (Cie)ankun (B 0COOEHHOCTH, METHUJI, TUJI, H-TIPOIUI, U30TPOMHI, H-OyTHI,
n300yTHI);

» (Ciag)ankokcu (B OCOOEHHOCTH, METOKCH, OTOKCHU, H-TIPOMOKCH,
U30MPONOKCH, H-OyTOKCH, H300yTOKCH),

»  (Cyr3)dropankun (B ocobeHHOCTH, TPpUPTOPMETHII),

»  (Ci3)propankokcu (B OCOOEHHOCTH, MUPTOPMETOKCH, TPUPTOPMETOKCH,
2,2,2-TpudTOPITOKCH),

»  ranoreH (B 0ocoOeHHOCTH, PTOpP MU XJIOD);

»  (Cs¢)uuknoankus (B 0COOEHHOCTH, [UKIOTPOTIHI);

>  (Cj3.6)IUKIOATKHIOKCH (B 0COOEHHOCTH, LUKJIONPOTIUIIOKCH,
UKJIOOYTUIIOKCH, IIUKJIOMEHTHIOKCH);

>  THAPOKCH,

»  ruapokcu-(C;.4)ankokcu (B 0COOEHHOCTH, 2-THAPOKCUITOKCH);

>  -S-R%%, rne R® npencrasusier coGoit (Cj.4)ankui (B 0COBEHHOCTH, METHIL,
aTuia, H-npommi, wuszompomnmi, w300ytuin), (Cs.q)uukiaoankui, HeoOs3aTeabHO
coIep Kalluii OOWH KOJBIEBOH aTtoM Kucaopoda (B OCOOEHHOCTH, LHKJIOOYTHI,

OKCeTaH-3-1),
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1
rIe B MOABapuaHTe ocyiecTBienus, R™, B OCOOEHHOCTHM, OTJIMYAETCA OT

2

BOAOPOA,;
m2 - .
. R"“ nmpencrasnsier coboii Bonopon, MeTui, GTOp UIU XJIOP;, H
1 o
. R’ npencrasnsier co6oil BOXOPOX;

. - Ar' IpeAcTaBasieT COO0OH S-uJeHHYI TreTepoaprilbHYI0 TpyHmy

cTpyKTyphI (Ar-1I):

(Ar-II),

rac

. Y npexncrasisier coboit CH unu N;

. R’ npexncrasiusier coboii

>  -X'-CO-R®, rne

> X' mpencrasmser coboii mpsmyio cBsisb, (Ci3)ankuneH (B 0COGEHHOCTH,
-CH;-, -CH(CHj;)-, -C(CHj),;-, -CH;,-CH;-), -O-(Ci.3)ankunen-* (B ocoOeHHOCTH,
-O-CH,-*, -O-CH(CHj3)-*, -O-C(CHj3),-*, -O-CH,-CH,-*), -NH-(C,.3)ankunes-* (B
ocobennoctn, -NH-CH,-*, ~ -NH-CH(CH3)-*), -CH=CH-, -NH-CO-* wunu
(C3.5)UKIOANKIIICH, TIe 3BE3J0YKH YKa3bIBAIOT HA CBs3b, KOTOpas NMPUCOEIUHEHA K
rpynmne -CO-R%; u

>  R° mpexcrasuser coGoit

. -OH;
. -0-(C.4)ankun (B 0COOEHHOCTHU, ITOKCH, METOKCH );
3 3 o
L] -NH-SO,-R® , rae RS MpPenCcTaBseT coboii (Cy.g)ankumn,

(Cs.s)uuknoankmi, rae (Cs.¢)IUKIOATKUIT HEOOS3aTeTbHO CONEPIKUT KOJIBLIEBOW aTOM
kuciopona, (Cs.g)uuknmoankui-(C;.3)ankuneH, rae (Cs.¢)IUKIOANKHI HEOOsI3aTEeNbHO
COIEPIKHUT KOJbIeBOl aTtom kuciopoaa, (Ci.z)propankun win -NH;;

[rme, B 4aCTHOCTH, Takas TpyIma X'-CO-R”! npencraeiser coboit -COOH,
-C0O-0-CHj3;, -CO-0-C;,Hs, -O-CH,-COOH, -O-CH(CH3)-COOH, -0O-C(CHs),-COOH,
-O-CH,-CH,-COOH, -NH-CH,-COOH, -CO-NH-SO,-CHj3, -CO-NH-SO,;-C(CHs),,
-CO-NH-SO;-uuknonponun, -CO-NH-SO,-C,Hs, -CO-NH-SO,-NH,, -CH,-COOH,
-CH,-CO-0-CHj3;, CH,-CO-0-C;Hs, -CH(CH3)-COOH, -CH,-CH,-COOH, -CH=CH-
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COOH, -NH-CO-COOH, -NH-CH(CH;)-COOH, -NH-CH,-CO-O-CH;, 1-
kapbokcunukionpomnan-1-um|;

N/OH

|
> ”J\NHz.

;

»  2-TUApOKCH-3,4-AHOKCOUNKIOOYT- 1 -eHm;

> -CO-NR™RM rze R™ u R™ nesasucumo npexgcrasusor co6oii BOZoOpoxn
wnn (Ci4)ankun (Cae NpeamoYTHTENbHO 10 MeHblneil mepe oxumH u3 RV u R™
npencTaBisieT coOOW BOMOPOI;, U rae OTAENbHbBIMH NpuMepaMu Takou rpynmsl -CO-
NR™RM spasores ~CO-NH,, -CO-NH(CH3) unu —CO-NH(C,Hs);

> -NH-CO-NR™R™ rxe R™ u R™ Hesasucumo mnpencrasisior coGoii
Bogopon i (Ci.4)ankun (rae MpeamoYTUTeNbHO 110 MeHblreil Mepe onuH u3 RV u
RN nmpencrasmser coGoii BOZOpOX; M e OTAEIbHBIME TPHMEPAMH TAKO TPYIIIbI
-NH-CO-NR™RM® gpnsrorcs -NH-CO-NH,, -NH-CO-NH-C,Hs);

> -(CHz)q-HETl, rae ( npencrasiseT coboit nemoe wucio 0, 1 wim 2 (B
ocobennoctu, q o3xauaer 0, T.e. HET' mpucoenunen k Ar' mocpexctBom mpsmoii
CBSI3W), U THAE HET' npeacTasisieT coboit 5-okco-4,5-nurunpo-[1,2,4]okcanuason-3-
U (BKJOYass ero TayroMepHyro Gopmy S-runpoxcu-[1,2,4Jokcaguazon-3-um), 3-0Kco-
2,3-puruapo-[1,2,4Jokcannazon-5-un  (BKjarOYass €ro TayTOMepHyr ¢opmy 3-
ruapokcu-[1,2,4]okcannazon-5-mn);,

»  -(CH,)p-HET, rme p mnpexncraBiuser coOoii nenoe uucimo 0 wumm 1 (B
ocobenHnoctu, p o3navyaetr 0, T.e. HET mnpucoenunen x Ar! NOCPEACTBOM MNPSIMOM
cesa3u); u rne HET mnpencraBnsier cobOoi S-uieHHbIH retepoapusn (B 0COOEHHOCTH,
OKCA30JIWJI, HW30KCA30JIMJI, OKCaIMa30JIMJI, THA30JHJ, W30THA30JHI, THATUAZOIHI,
UMHUAA30JIUJ, MMUPA30JIUI, TPUAZOJIUI WJIM TETPa30Jui), TAe yYKa3aHHBIN S-4jleHHBIN
reTepoapus  SIBISETCS HE3aMEU[EHHBbIM HWJIH MOHO- WM JAH3aMEIleHHBbIM, Te
3aMecTUTeNn He3aBUCUMO BoiOupawoT u3 (Ci.4)ankuna (B OCOOEHHOCTH, METHUIIA),
(C1-1)ankokcu (B ocobennoctu, merokcu), -COOH, ruapokcu, runpokcu-(C;.3)ankmna
(B 0CO0eHHOCTH, TUIAPOKCUMETHIIA), (Cs.s)umkyioankunia, HeOoOs13aTeTbHO
copep Kalero OAWH KOJbLEBOH aToM Kuciopoaa (B OCOOEHHOCTH, LHMKJOIMPOIHUIA,
OKCeTaH-3-Hja), Uiu -NRNgRNIO, rre RY u RN’ nesasucumo MPENCTABISIOT COOOM
Bogopon, (Ciz)ankun (B ocoOenHoctn, MeTmin) wuinu ruapokcu-(Crq4)ankun (B

0COOEHHOCTH, 2-TUAPOKCHATHN); (B ocobenHoctu, Takas rpynna -(CH,),-HET

O3HA4aeT 1H-Terpaszon-5-un, 3-rUAPOKCUU30KCA30JI-5-1UlI, 2-ruapoKCH-
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[1,3,4]okcannazon-4-un, 3-aMHUHOWU30KCA30J-5-UJ, 2-aMHUHOOKCA30J-5-ul, S-aMHUHO-
[1,3,4]Tnanuazon-2-umn, S-metunamuno-[1,3,4]tuaguazon-2-un, 5-MEeTOKCH-
[1,2,4]okcaguazon-3-un, S-amuno-[1,2,4]okcagnazon-3-mn, S-[(2-rugpoxkcudThi)]-
amMuHO)-[1,2,4]okcannaszon-3-uiu, S-ruppoxkcumetun-[1,2,4]okcaquazon-3-um, 5-
(okceran-3-un)-[1,2,4]okcanunazon-3-un, 1H-umunason-4-un, 5-metun-1H-umunazon-
4-un, 2,5-numetun-lH-umunazon-4-un) [B wactrHoctu, HET He 3amemeH wuau
MoOHO3ameleH runapokcu; B ocobenHoctu, HET os3nauaer 1H-terpason-5-un, 3-
TUIPOKCUU30KCA30J-5-11 uiu 2-runapokcu-[1,3,4Jokcannazon-4-uml;

. R® npencrasiuser co6oii

»  (Cyg)ankun (B 0COOEHHOCTH, METHUII, THII, H-TIPOIUII, U30TPOIHII, H-OyTHII,
u300yTHI);

» (Ciag)ankokcu (B OCOOEHHOCTH, METOKCH, OTOKCH, H-TIPOIMOKCH,
U30MPOTIOKCH, H-OyTOKCH);

»  (Ci3)dropankun (B ocobeHHOoCTH, TpUGTOPMETHI),

» (Ci3)dpropankokcu (B OCOOEHHOCTH, MUPTOPMETOKCH, TPUPTOPMETOKCH,
2,2,2-TpupTOPITOKCH),

»  ranoreH (B ocobeHHOCTH, PTOP HJIH XJIOD);

»  THAPOKCH,

»  (Cse)uuknoankus (B 0COOEHHOCTH, [UKJIOTPOTIHI);

»  (C3.6)UUKIOATKUIOKCH (B 0COOEHHOCTH, LUKJIOTIPOTIUJIOKCH,
HUKJIOOYTUIOKCH, LIMKJIOMEHTUIOKCH);

»  ruapokcu-(Cj.4)ankokcu (B 0COOEHHOCTH, 2-THAPOKCHITOKCH);

>  -S-R*, rne R®? npencrasusier co6oii (Ci.4)ankun (B 0COBEHHOCTH, METHII,
STWI, H-Tiponui, uzomponuy, u3o0yTmn) min (Cs.s)IUKIOATKUI, HE00S3aTENbHO
CoIep Kallui OIWH KOJBIEBOW aToM Kucjaopoda (B OCOOEHHOCTH, UHKJIOOYTHI,
OKCeTaH-3-1);

o umt Ar' mpencrasmser coGoit 3-xapGokcu-1H-namon-6-un, 4-kapGokcu-

IH-unnon-2-un, S-xapbokcu-1H-ungon-2-un,  6-xapbokcu-1H-unpon-2-un, 7-

kapOokcu-1H-unnon-2-um, 5-(metokcukapbonun)-1H-ungon-2-um, 6-
(metokcukapOonun)-1H-unnon-2-un), 6-xkapOokcubenzodypan-2-ui, 3-
kapbokcudenzodypan-6-ui, 2-kapOokcubensodypan-5-un 7M1 2-

kapbokcubenzodpypan-6-ui,
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J umu Ar' npencrasisier coGoit rpymnmy cTpykTypsi (Ar-III):

(&)

(Ar-IID),

e
4

rae koubio (B) mpencrasaser coboii 2-0kco-2,3-auruapobeH300kca3on-6-um, 3-
MEeTHJI-2-0KC0-2,3-Turuapo0eH300Kca3o-5-1, 1-meTun-3-okco-2,3-quruapo- 1 H-
WHAA301-0-us, 2-0kco-1,2,3,4-reTparuapoXxuHa3oNuH-6-un, 1-metun-2-oxkco-1,2,3,4-
TETPArupOXUHA30AUH-6-UJ, 1-0kCc0-1,2,3,4-TeTparuipoOU30XUHOJUH-6-1I, |-MeTuiI-
2-okco-1,2,3,4-TeTparuApOXMHa30JUH-7-UJI Ui 1-okco-1,2,3,4-
TETPAruIPOU30XUHOJIHNH-7-HUII,

rie B MOABAapUAHTE OCYILIECTBJIEHUS, Ar', B 0coGeHHOCTH, O3HAYAET (beHUNbHYIO

1
rpynny ctpyktypbl (Ar-I) (rme B wactHoctu, R™, B 0COGEHHOCTH, OTIHYAETCA OT

BOAOPOJA), WJIM S-4JIEHHYIO TeTepOapriibHYI rpynmy crpyktypel (Ar-1I), kak
ONpeaeeHO B JAHHOM ONMUCAHUHU BBILIE.

12) [pyrodi BapwaHT OCYLIECTBJEHHUS OTHOCUTCS K COEIHHEHUSM B
COOTBETCTBHM C JIOOBIM M3 BAapUAHTOB OCymecTsueHnms 8) - 10), rae Ar'
npeacTaBiseT co0oi

o deHunbHyIO rpynny cTpykTypsl (Ar-I):

RM
R°! RP

- Rm2
(Ar-I),

rue

. RP npencrasasieT coboii

>  (Ci.6)UUKJIOQJKMI, CONEpIKALIMKA KOJbLEBOW aTOM KHUCIOpOda, TJe
yka3aHHbIN (Cy4.¢)IMKIOANKHUI, CONEPIKAMMUI KOJBLEBOH aTOM KHUCIOPOa, HE 3aMeLIeH
WM MOHO3aMeIeH TUAPOKCH (B OCOOEHHOCTH, 3-THIPOKCUOKCETaH-3-U);

»  TUOPOKCH;

>  -X'-CO-R®, rne

> X' mpencrasnser coboii mpamyio cBssb, (Ci3)ankuneH (B 0COGEHHOCTH,

-CH,-, -CH(CHj;)-, -C(CHj),;-, -CH;,-CH;-), -O-(Ci.3)ankunen-* (B ocoOeHHOCTH,
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-O-CH;,-*, -O-CH(CHs;)-*, -O-C(CHj),-*, -O-CH;,-CH;,-*), -NH-(C,.3)ankunes-* (B
ocobennoctu, -NH-CH,-*, -NH-CH(CHj3)-*), -S-CH,-*, -CF,-, -CH=CH-, sTen-1,1-
aunn unu -NH-CO-*; roe 3Be3104KH YKa3bIBAlOT HA CBA3b, KOTOpasi NPUCOEIUHEHA K
rpymnmne -CO-R°'; u

>  R° npexncrasuser co6oit

Ll -OH;
. -0-(Cy.4)ankun (B 0cOOEHHOCTH, ITOKCH, METOKCH );
3 3 o
. “NH-SO,-R*, rae R® NpPencTaBseT coboii (Cr.a)ankmumn,

(Cs.¢)uuknoankui, rae (Cs.q)MUKIOATKUIT HEOOS3aTeIbHO CONEPKUT KOJBLIEBOW aTOM
kuciopona, (Cs.g)uukmoankui-(Ci.;)ankune, rae (Cs.q)IUKIOANKHI HEOOs3aTeNbHO
COAEPKUT KOJbLEBOH aToM kuciopoaa, (Ci.3)dpropankun uim -NHp;

[rme, B 4aCTHOCTH, Takas TpyIlma X'-CO-R”! npencraeiser coboit -COOH,
-C0O-0-CHj3;, -CO-0-C;,Hs, -O-CH;-COOH, -O-CH(CH;)-COOH, -0-C(CHs;),-COOH,
-0-CH;-CH,-COOH, -NH-CH,-COOH, -NH-CH,-C0O-0-CH3, -NH-CH(CHj3)-COOH,
-CO-NH-S0O;-CH3;, -CO-NH-SO;-C(CHj3);, -CO-NH-SO;-unknonponmi, -CO-NH-
S0O,-C,Hs, -CO-NH-SO;-NH,, -CH,-COOH, -CH,-CO-0-CHj3;, -CH,-CO-0O-C,Hs,
-CH;-CH,-COOH, -CH=CH-COOH, -NH-CO-COOH];

N,OH

|
> ’,J\NHz.

»  2-ruapokcu-3,4-a1uoKCconuKiIo0yT-1-eHu,;

> -CO-NR™RM rge R™ u R™ mesasucumo nmpencrasisior coGoil Boxopox
unu (Cp.4)ankun (rae NpeanoYTHTeNbHO 1Mo MeHbmmeidl mepe omme u3 RN u RM
npeacTaBisier coOOW BOJOPOA; W TAE OTHENbHBIMU NPUMEPAMH TaKOH TPYIIIbI
-CO-NR™MRM spasrorcst -CO-NH,, —CO-NH(CH3) nmn —CO-NH(C,Hs));

> HET', rae HET' npexgcrasmser coGoit  5-0kco-4,5-muruapo-
[1,2,4]okcanuazon-3-un  (BKJOYass ero TayTOMepHyw  (GopMmy  S-TUIPOKCH-
[1,2,4]okcanuazon-3-un) win 3-okco-2,3-gurunpo-[1,2,4]okcannazon-5-un (BrIOYas
ero TayToMepHyw ¢opmy 3-ruapokcu-[ 1,2, 4Jokcaguazon-5-un); unu

»  HET, rone HET npexacrasnsieT co0oit S-ujeHHbIH reTepoapui, BbIOpaHHBIN
U3 OKCa3olmuia, MH30KCa3oJNuia, OKCaaAuas3ojuia, THA30JuJIa, H30THA30JIMIA,
THAAWa30JIMja, WMUJAA30/IUa, M[Upa3oauia, TpUA30Iuia U TeTpas3onuia, TIIe

YKaSaHHbeI 5-4eHHBIN rerepoapuil ABJACTCA HE3AMECIICHHBIM UJIM MOHO3aMCII€HHBIM,

rae 3aMecturesib He3aBucHMO BbIOHparoT u3 (Ci.s)ankuna (B 0COOEHHOCTH, METHIIA),
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(Ci.4)ankokcu (B ocobennoctu, merokcn), -COOH, ruapoxcu, ruapokcu-(Ci.3)ankuna
(B 0COOEHHOCTH, TUAPOKCUMETHIIA), (Cs.s)umKyoankuia, HeOoOs13aTeIbHO
COZepIKalLIero OJWH KOJbLEBOH aToM Kuciaopoaa (B OCOOEHHOCTH, LMKJOMPOIHUIA,
okceran-3-mna), win -NRVRM' rge RY u RM nesasucumo NpEeaCTaBIAIOT CO0O0H
Bogopoa, (Ci.3)ankun (B ocobenHoctu, MeTmn) wuau ruapokcu-(Cpq)ankun (B
ocobeHHOCTH, 2-TuaApPOKCUdTUN); (B ocobenHocTH, Takas rpynna HET o3znauaer 1H-
TETPa30JI-5-uJ, 3-TUAPOKCUU3OKCA30-5-1i, 2-ruapokcu-[1,3,4]okcannazon-4-un),

. R™ npexcrasmusier coboi

»  BOIOpPOX,

»  (Cyg)ankun (B 0COOEHHOCTH, METHUII, THII, H-TIPOIUII, U30TPOIHII, H-OyTHII,
u300yTHI);

» (Ciag)ankokcu (B OCOOEHHOCTH, METOKCH, OTOKCH, H-TIPOIMOKCH,
U3OMPOTIOKCH, H-OyTOKCH, H300yTOKCH);

»  (Ci3)dropankun (B ocobeHHOoCTH, TpUGTOPMETHI),

» (Ci3)dpropankokcu (B OCOOEHHOCTH, MUPTOPMETOKCH, TPUPTOPMETOKCH,
2,2,2-TpupTOPITOKCH),

»  ranoreH (B ocobeHHOCTH, PTOP HJIH XJIOD);

>  (Cs5.6)UUKIOANKUIOKCH (B 0oco0eHHOoCTH, LUKJIOTTPOTIUJIOKCH,
UKJIOOYTUIOKCH, IIUKJIOMEHTHIOKCH);

»  TUIPOKCH,

»  ruapokcu-(Cj.4)ankokcu (B 0COOEHHOCTH, 2-THAPOKCHITOKCH);

>  -S-R%2, rne R® npencrasusier co6oit (Ci.4)ankui (B 0COGEHHOCTH, METHII,
STHI, #H-Tiponui, uzomponuy, uzo0yTmin) min (Cs.)UUKIOATKUI, HE00S3aTENbHO
Conep Kallui OIWH KOJIbIEBOW aToM Kucjiopoga (B OCOOEHHOCTH, UHKJIOOYTHI,
OKCeTaH-3-H),

1
rme B MOABapMaHTe oOcCyuecTBienus, R™, B OCOOEHHOCTHM, OTJIHYAETCA OT

2
BOAOPOA,;
2 o
. R™" npencrasnsier coboii Bogopoa, MeTus, GTOP MIH XJIOP; U

1 o
. R’ npencrasnser coGoil BOXOPOL;
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1 o
o uau  Ar  mpenctaBisieT CoOOH S-4JEHHYI TeTepOapUIIbHYIO TPYNIy

cTpykTypsl (Ar-II):

(Ar-II),

rae

. Y npexncrasisier coboit CH unu N;

. R’ npexcrasiusier co6oii

»  (Cy.6)UUKIOQTKHI, CONEpIKALIMNA KOJBLEBOW aTOM KHUCIOpOda, TJe
yka3aHHbIN (Cy4.¢)IMKIOANKUI, CONEPIKAIMMUI KOJBLEBOH aTOM KUCIOPOJa, HE 3aMeIleH
WJIM MOHO3aMeIleH THAPOKCH (B OCOOCHHOCTH, 3-THAPOKCHOKCETaH-3 1),

>  -X'-CO-R®, rne

> X' mpencrasmser coboii mpsmyio cBssb, (Ci3)ankuneH (B 0COGEHHOCTH,
-CH;-, -CH(CHj;)-, -C(CHj),;-, -CH;-CH;-), -O-(Ci.3)ankunen-* (B ocoOeHHOCTH,
-O-CH;-*, -O-CH(CHj;)-*, -O-C(CHj3),-*, -O-CH;-CH;,-*), -NH-(C,.3)ankunen-* (B
ocobennoctn, -NH-CH,-* -NH-CH(CHj3)-*), -CH=CH- wumum -NH-CO-*; rnme
3BE3/I0UKH YKA3bIBAIOT HA CBA3b, KOTOpas mpucoeannena k rpymme -CO-R®; u

1 o
>  R°! npencrasnser co6oii

. -OH;
. -0-(Cy.4)ankua (B 0COOEHHOCTH, STOKCH, METOKCH);
3 3 o
. “NH-SO,-R%, rae RS MpPencTaBseT coboii (Cr.g)ankmumn,

(Cs.¢)uuknoankui, rae (Cs.q)IUKIOATKUIT HEOOS3aTeTbHO CONEPIKUT KOJBLIEBOW aTOM
kuciopona, (Cs.g)uuknoankui-(Ci.;)ankunen, rae (Cs.q)IUKIOANKHI HEOOs3aTeNbHO
COAEPKUT KOJbLEBOH aToM kuciaopoaa, (Ci.3)dpropankun wim -NHy;

[rme, B 4aCTHOCTH, Takas TpyIma X'-CO-R”! npencraeiser coboit -COOH,
-C0-0-CHj3;, -CO-0-C;,Hs, -O-CH;-COOH, -O-CH(CH;)-COOH, -0O-C(CHs;),-COOH,
-0O-CH;-CH,-COOH, -NH-CH,-COOH, -NH-CH,-C0O-0-CH3;, -NH-CH(CHj3)-COOH,
-CO-NH-S0O;-CH3, -CO-NH-SO;,-C(CHj3);, -CO-NH-SO;-uunknonponmi, -CO-NH-
S0O,-C,Hs, -CO-NH-SO;-NH,, -CH,-COOH, -CH,-CO-0-CHj3;, -CH,-CO-0O-C;,Hs,
-CH;-CH,-COOH, -CH=CH-COOH, -NH-CO-COOH];
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»  2-ruapokcu-3,4-a1uoKCcouuKIo0yT-1-eHu,;

> -CO-NR™RM™ rze R™ u R™ nesasucumo NPEeACTaBIAIT cOO0M BOIOPOX
win (Cp4)ankun (rae mpeAanoyYTUTENTbHO MO MEHbIIEH Mepe OOUH U3 R u RM
npencTaBisieT coOOW BOAOPOA, U TIA€ OTHEJIbHBIMU MPUMEpPAMH TaKOW TPYIIIbI
-CO-NR™RM gpustorcs ~CO-NH,, —-CO-NH(CH3), —-CO-NH(C,H5s));

> HET', rae HET' npexgcrasmser  coGoil  5-0kco-4,5-muruapo-
[1,2,4]okcanua3on-3-un  (BKJKOYass ero TayTOMepHyw  (GopMmy  S-TUIPOKCH-
[1,2,4]okcanuazon-3-un) win 3-okco-2,3-gurunpo-[1,2,4]okcannazon-5-un (BriIroYas
ero TaytToMepHyw ¢opmy 3-ruapokcu-[1,2,4Jokcaguazon-S-um;

»  HET, rone HET npexacraisier co00ii 5S-uieHHBbIH reTepoapu, BbIOpaHHBIH
U3  OKCa3oJMJia, HM30KCA30JIMJa, OKCAaAMA30JIIa, THA30JIMJIA, H30THA30JIUIIA,
THAANA30JIMJIa, HWMHAA30JIMJIa, [HUPA30JIiIa, TpUA30IuiIa H TeTpasoiuia, Trae
yKa3aHHBINA S-4JIEHHBIN reTepoapuil sIBJISIETCS He3aMEeIeHHbIM WJIH MOHO3aAMEIIeHHBIM,
rae 3aMecTuTesib He3aBUCHMO BbIOHparoT u3 (Ci.s)ankuna (B 0COOEHHOCTH, METHIIA),
(C1.4)ankokcu (B ocobennoctu, merokcu), -COOH, ruapokcu, runpoxcu-(Cj.3)ankmna
(B 0COOEHHOCTH, TUAPOKCUMETHIIA), (Cs.s)umkyoankunia, HeOoOs13aTeIbHO
copep Kallero OAWH KOJbLEBOW aTOM Kuciopoaa (B OCOOEHHOCTH, LMKJOIPOIUIA,
okceran-3-una), umu -NRYRM' rze RV u RM" nesasucumo mpencrasmsior coboii
Bogopoa, (Ci.z)ankun (B ocobenHoctu, wmetmn) wuau ruapokcu-(Cpq)ankun (B
ocobeHHoCcTH, 2-TUapoKcHdITHI), (B ocobenHocTu, Takas rpynna HET o3naugaer 1H-
TETPa30J-5-ui, 3-TUAPOKCUU30KCA30J-5-ui, 2-ruapokcu-[1,3,4]okcanuaszon-4-un);,

. R® npexcrasiser co6oii

»  (Cig)ankun (B 0COOEHHOCTH, METHUII, THJI, H-TIPOIKII, H30TPOIHII, H-OyTHI,
u300yTHI);

» (Cig)ankokcu (B OCOOEHHOCTH, METOKCH, OTOKCH, H-TIPOIMOKCH,
U30MPOTIOKCH, H-OyTOKCH);

»  (Ci3)dropankun (B ocobeHHoCTH, TpUGTOPMETHI),

> (Cis3)dpropankokcu (B OCOOEHHOCTH, MUPTOPMETOKCH, TPUPTOPMETOKCH,
2,2,2-TpupTOPITOKCH),

»  ranoreH (B ocobeHHOCTH, PTOP MU XJIOD);

»  THAPOKCH,
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> (Cj3.6)IUKIOQTKHIOKCH (B 0COOEHHOCTH, LUKJIONPOTIUIIOKCH,
UKJIOOYTUIOKCH, [IUKJIOMEHTHIOKCH);

»  ruapokcu-(Cjy.4)ankokcu (B 0COOEHHOCTH, 2-THAPOKCUITOKCH);

>  -S-R%% rne R*? npencrasmusier co6oit (C1.4)ankmi (B 0COGEHHOCTH, METHIL,
T, H-miponui, uzomponui, uzo0yTmn) uiu (C;.q)UUKIOATKUI, HE00S3aTeNbHO
coaepalluii OJAWH KOJbLEBOW aTOM Kucjaopona (B OCOOEHHOCTH, IUKJIOOYTHII,
OKCeTaH-3-1);

. nnn Ar' npenacrapiseT co0oi 8-10-uneHHbIH OUIMKINYECKUI TeTepoapu,
BHIOpAHHBIM W3 WHAA30JUJIa, OEH30MMUOA30JujIa, uHAoIuUNIa, OeH3odypaHuIa,
OeH300KCa30/uIa, XWUHOKCAJIMHUJIA, W3OXMHOJHMHUIA WM XUHOJHMHUJA), TIe
yka3aHHbIA 8-10-ujeHHBIH OMLMKINYECKHH reTepoapryl HE3aBUCHUMO MOHO3aMeIleH
-(Co.3)ankunen-COOR®?, rxe R®? mpencrasnser coboii Bomopon umu (C.q)ankun (B
ocobennocTH, Meriin) (rae, B ocobennoctn, Takas rpymma -(Co.s)anknrer-COOR®?
o3Hauaet -COOH); (B wacTHOCTH, Takol 8-10-uneHHBbI OMIIUKINYECKUN TeTepoapu
o3HauaeT 3-kapOokcu-1H-unnon-6-un, 4-kapbokcu-1H-unnon-2-un, S-xapOokcu-1H-
WHIOJI-2-HJI, 6-kapOokcu-1H-unnon-2-m, 7-xapOokcu- 1 H-ungon-2-mn, 5-
(metokcukapOonun)-1H-unnon-2-un,  6-(merokcukapOonmn)-1H-unnon-2-un),  6-
kapbokcudenzopypan-2-un, 3-kapOokcubenszodypan-6-un, 2-xkapbokcudbeHzopypan-

5-un unu 2-kapbokcubeHzodypan-6-mn);,

o um Ar' mpencrasnser co6oii rpynmy cTpykTypbi (Ar-1IT):

(Ar-II1),
KOTOPYK BBIOUpAOT U3 2-0KC0-2,3-muruapodeH300kca3on-6-una, 3-MeTui-2-

0KC0-2,3-nuruapoben3ookcason-S-una, l-metun-3-okco-2,3-gurunpo-1H-unnazon-6-

una, 2-okco-1,2,3,4-TeTparuApOXuHa30JIUH-0-1Na, 1-metun-2-okco-1,2,3,4-
TETparuipOXUHa30JUH-0-UNa, 1-okco-1,2,3,4-TeTparuApou30XUHOJIUH-0-1A, 1-
MeTHI-2-0KC0-1,2,3 4-TeTparuipoOXuHa30JuH-7-1ja u 1-okco-1,2,3,4-

TETPAruAPON3OXUHONNH-7-una (B dacTtHocTtH, Takas rpynma (Ar-III) o3nausaer 1-
MeTUJ-3-0KCc0-2,3-nurunpo- 1 H-uanazon-6-mn);,
1

r7ie B IOJIBAPUAHTE OCYINECTBJIEHUs, Ar , B OCOOEHHOCTH, O3Ha4aeT (PEHUIbHYIO

1
rpynny ctpyktypbl (Ar-I) (rme B wactHocTH, R™', B 0COGEHHOCTH, OTIMYAETCSA OT
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BOAOPOJA), WMJHM S-4JIEHHYIO TeTepOapriIbHYI rpynmy crpyktypel (Ar-1I), kak
ONpPEAENIEHO B JaHHOM ONHCAHUU BBILIE.
13) [pyro#i BapwaHT OCYLIECTBJEHHS OTHOCUTCS K COEIMHEHUSM B

COOTBETCTBHM C JIIOOBIM M3 BapuaHTOB ocymectBieHus 8) - 10), rme Ar!

5 npeacTaBisieT co0ol rpynmny, BBIOPaHHYIO H3:
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L4 4
7’ ’

’ S e S ’ S , ’
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COOH

COOH
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COOH

Of\g o COOH \ 0
H .- o .-
COOH Oj/( C(\ H
N._O
jon @‘ )
NH
Oi =o C[)ZO /Q;‘)NH

O

2
WUJIK, KPOME TOTO, Ar' npencTaBisieT coO0# rpymnmy, BRIOPAHHYIO U3:

5 B)

O COOH COOH COOH COOH
. HN F
\<O I, II
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~o \ko )\o
COOH ©/\COOH ©/\COOH COOH
F

PR FaC-

COOH ©/\COOH ©/\COOH COOH
%
F
COOH C(\COOH ©/\CoOH
o~

} Cl

.7 S e H u

rie Kaxjas H3 BbllIeyKasaHHBIX Tpynn A) u B) oOpasyer oTaenbHbIi
MOABAPUAHT OCYLIECTBICHUS U300pETeHUS,;

re B JONONHHTEILHOM IOABAPHAHTE OCYLIECTBIeHHS Ar', B 0COGEHHOCTH,
Oo3HauaeT (EHUJIbHYIO rpynny (B YaCTHOCTH, AWU3AMEINEHHYIO (EHHJIIBHYIO TPYMIY)
WK THOQEHUIBHYIO TPYIIY, WJIH THA3OJIWIBHYIO TPYIIY, KaK ONPEAENeHO B IPymIax
A) u/unu B) Beime.

14) Jpyrodi BapwaHT OCYLIECTBJIEHHUS OTHOCUTCS K COEIMHEHUSM B

COOTBETCTBHH C JIIOOBIM U3 BapUAHTOB ocyuiecTBiaeHus 8) - 10), rae
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(i) Ar' npencrasnser co6oit GeHUIBbHYI TpyIy, BHIGPAHHYIO U3

N,
OH OH >HN N
[ N N
o COOH COOH
/’ // l’ /’ /’
-0 o\ o\ o\

OJ H o , o o
o) OH
N~ -COOH N%OH ~r COOH
-~ e O Pid O -7
N-O -NH o N-Q OH
[ =0 P [ /=0 COOH
N N N
H H
5 /’ /’ /’ /’
©/COOH ©/COOH ©/COOH COOH ©/COOH
g g ~o o ~"0o

10 -7
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COOH 0
COOH
COOH COOH cl Ej/u\OH
e -7 -7 F II Pid
F

HO~o F)\O ~o o F
©/COOH ©/COOH ©/OH ©/OH i :OH
HO

(i) wunu Ar' npexcraBisier coGoil THOGEHHUIBHYIO TPYIINY, BEIGPAHHYIO U3

0™\, 0\__oH 0-CF3 CFy F
| )—cooH [\g—COOH | )—cooH | )—cooH E\S’COOH
=8 =8 s =8 s
cl 0\ 0’4
Jf\g—cow [\QCOOH | )—cooH | D—cooH Jl\/\gfcow
8 =8 8 =8 s
F3Cﬂ —/\ T\ —/\
0’\/\ 0 o) o Q OH
{ pH COOH Q
| A\ COOH | | N | N \ | N 0
8 2778 O .- 7S 278 278
— — —
o} OH o \o o NH,
NH, HQ HN-S=0
7% Jf\g—<\ X o 0
L2708 278 N-OH .28 28 O
—\ —
o 0 O W ° P
A\ HN—-S=0 B HN-S=0 . /S\ ~s%o ,—L/’S\S\(N\S‘SO
~8 o 4~ o 0 0
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\O 9y /\O /\O y )\O y
N~ 0-_-OH N © N0
NN [\g—g\( I 4 [\g—Q\f
o~ N- ~s NN - ~g N-© ~g NO©
O /\
CF3 ( /K o

’,
’,

N

3
(@]
@]
0w o
z\/ ZT
o
AY
\
s
/i\o
I
Z
ZI
O
s —
w
T
I~z
oA

\

(iii) wmnu Ar' npexcraBisier coGOM THA3OMUIBPHYIO IPYIINY, BHIOPAHHYIO U3

7\ ~ /L

ij\rzzﬁ O on O ow [ O oy ®  oH OH

o (o (o] (o] O
,\\—S >\-—S /\\—S ,\\—S )\—S O >\—S

H o,

0] N.-©O
DN 1<

\Y \N

/’J\S N’o u //J\S N’O ’

(iv) mmu Ar' npemcraBmser coGoit 9- wmam 10-uneHHBIT OULIMKIHYECKHIT

reTepoapuil, BBIOpaHHBIN U3

’ H . COOH COOH
b ST
N\ N\ - N
COOH H
COOH
0 COOH N 0 N
“<§:I::j/ COOH [::]:J>—COOH
P O Pl I/I P O ’

(v) umm Ar' npexacrasnser co6oii rpynmy, BHIGPAHHYIO U3

o] 0
NH H 0

W O OO e (%
,/I::::[::f ,'I:::]::§ - N’l§%) J::::]:;/?T? - N

\ H | e NH \

H

o rd

-7 0] u (0] ;

1
r7ie B MOJIBAPHUAHTE OCYINECTBJIEHUS, Ar , B OCOOEHHOCTH, O3Ha4aeT (PEHUIbHYIO
rpynny (B YaCTHOCTH, AU3AMEIICHHYI (EHMJIBHYIO TPYIINY) HUIH THO(EHHIbHYIO

rpynny, Wil THA30JUJIBHYK I'PYINy, KaK ONPENeIeHO B JAHHOM ONUCAaHUU BbILIE.
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15) [pyrodi BapwaHT OCYLIECTBJIEHHUS OTHOCUTCS K COEIHHEHUSM B
COOTBETCTBHHU C JIIOOBIM U3 BapHAHTOB ocyuiecTBiaeHus 8) - 10), rae

(i) Ar' npencrasnser co6oi GeHHIBbHYIO IpyIITy, BHIGPAHHYIO U3

a)
IN\
> v
0 =N
5 u/ ;
b)
o o0 o™\ o\
©ﬂcoor| cooH ©/OVCOOH OYCOOH
o\ OJ H o, o
©/O7<COOH N._COOH NN
-7 -7 - O .
-’ - I/I rd ,
c)
N-CQ o-NH ~~0 N-O
[ )=0 < /=0 [ =0
N N N
H H
10 - . " ;
d)
~
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F

COOH ! o
jij/COOH

-0

2

COOH

O

F
A

~
0
©/COOH
0 -

: ~0
©/COOH
F s
F
COOH COOH
- - F

COOH
(ii) wunu Ar' npexcraBisier coGoil THOGEHUIBHYIO IPYIINY, BHIOPAHHYIO U3

=N
X

)

0]

Jf\gfcow [\g—

~5 =8
cl

Jf\gfcow

=8

a

F
[\g—com-l
=8

4

CF
Jf\gfcoml
=8

’

0-CF3
[\gfcom-l
=8
Jf\gfcow
=8 :

’

OH
COOH

0

’

5

E\CCOOH
~~s

COOH
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(iii) wnm Ar' npexcraBisier coGoi THA3OMUIBHYIO IPYIINY, BHIOPAHHYIO U3

a)
N ~ /L
N NM NM NM NM NS
o 0 0 o
»d Ys 7 )s »d Y4 ooovg °
/ /7 / / / I/I / ;
b)
//\O
N N0
N
J\ \\f I
5 N~ u -~ S N~ ;
(iv) mmu Ar' npemcraBmser coGoit 9- wmam 10-uneHHBIT OHIUKIHYECKHIT
reTepoapuil, BBIOpaHHBIN U3
a)
COOH COOH
H y H
N COOH __ Q - N
Iy X
COOH H -
COOH
A\
/’ N
10 H ;
b)

COOH

o COOH o
__<\/\©/ mCOOH mCOOH @
-7 (0] P u -~ 0]

(v) umm Ar' npexacrasnser co6oii rpynmy, BHIGPAHHYIO U3

H (o]
@c“ @f“ oL oy O
A
N
C[#O/ NH
15 -7 o " o

1
r7ie B MMOJBAPHUAHTE OCYINECTBJIEHUS, Ar , B OCOOEHHOCTH, O3Ha4aeT (PEHUIbHYIO
rpynny (B YaCTHOCTH, AW3AMEIICHHYI (EHMJIbHYIO TPYINY) HUIH THO(EHHIBHYIO

rpynny, Wil THA30JUJIBHYI I'PYIINy, KaK ONPeaeIeHO B JAHHOM ONUCAaHUU BBILIE.
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16) J[lpyroii BapuaHT OCYIIECTBJEHHUA OTHOCHTCA K COEIMHEHHUSM B
COOTBETCTBHM C JIOOBIM M3 BAapUAHTOB OCymecTBieHnms 8) - 10), rme Ar'
npeacTaBisieT co0ol rpynny, BBIOpaHHYIO U3
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1 o
WU, KPOME TOTO, Ar MpeacTaBJisieT COOOH rpynmny, BBIOPAHHYIO U3:
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10 r7e Kaxaas U3 BbllleyKa3zaHHbIX rpynn A) u B) oOpasyer oTaenbHBIH

NOJBapPHAHT OCYINECTBJIECHUS H300pETEeHHUS .
17) J[lpyroii BapuaHT OCYIIECTBJEHUA OTHOCHUTCA K COEIMHEHHSIM

COOTBETCTBHHU C JIIOOBIM U3 BAPUAHTOB OCyllecTBIeHUs 8) - 16), rae B pparmeHTe

B
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. koJabo (A) mpexacrtaBisieT co0OH apoMaTUyeckoe S5- WiIu O-dJeHHOe
KOJIbIIO, KOHIAECHCUPOBAHHOE C (EHUJbHOH TpPYMION, IrAe yKa3aHHOe KoJbio (A)
HeoOsI13aTeIbHO COAEPKUT OAWH WM [Ba reTepoaToMa, He3aBHCHUMO BBIOPAHHBIX M3
a3oTa, KHCJIOpoma M cepbl (B OCOOEHHOCTH, Takasi KOHJAEHCHPOBAHHAs Tpymmna
o3HauaeTr OeHzodypanmi, OeHzoTuodenusn, OeH30THA30IAUI, OEH30M30THAZOJIHII,
WUHIOJUJ, HWHOA30JMJ, Ha(TWlI, XWHOJUHWI, HW30XHHOJUHWI), TIA€ YKa3aHHbBIN
dparment Heobs3aTensro 3amemen (R'),; rae (RY), mpexcrasisier coGoil onuH, 1Ba,
TPU WM YeThbipe HeoOs3aTeNbHBIX 3aMecTHTeNiss (T.e. yKa3aHHbIH (parMeHT He
3aMeIleH MM 3aMEIIeH OXHHM, ABYMs, TpeMsl Wi udeThipbMst R'), rme ykasaHHbie
samecturenn R' HesaBucumo BbiGuparoT u3 (C.;)amkuna (B 0COGEHHOCTH, METHIA),
(Cy.3)ankenuna (B ocobennoctu, Buauna), (C,.3)ankunmia (B 0COOEHHOCTH, STUHUIIA),
(Ci3)ankokcu (B OCOOEGHHOCTH, METOKCH, JTOKCH, H3OMIpPONOKCH), raioreHa (B
ocobennoctn, ¢ropa wumu  xyopa), (Ciz)dpropankmnma (B ocoOeHHOCTH,
TpupTOpMETHIA), (Ci-3)bTOopankokcu (B 0COOEHHOCTH, TpUPTOPMETOKCH,

T N8 7 8
Au(TOPMETOKCH), LIMAHO HIIH -NRVR™ rge RV u R™ nesasucumo NPEACTABIAIOT

,
coboit Bomopoxa unu (Ci.4)ankun (B 0COOEHHOCTH, METHUIT);

. uau konbuo (A) mpencraBiseT coOOW HeapoMaTH4YeCcKOoe S5-7-ujieHHOe
KOJIbIIO, KOHJAEHCHPOBAHHOE C (EHMIbHOW TPYNION, TAe yKa3aHHOE KOJbIO (A)
HeoOsI3aTeIbHO CONEPIKUT OAMH WJIM JBAa TeTepoaToMa, HE3aBUCHUMO BBIOPAHHBIX U3
a3oTa, KHCJIOpoma H cepbl (B OCOOEHHOCTH, Takash KOHJAEHCHPOBAHHAs Tpymma
O3Ha4vaeT 2,3-nuruapobenzo[b]ruodennn, 6en3o[ 1,3 ]auokcomm, 1,3-
auruapounszodbensodypaHu, 2,3-nuruapobeH3opypaHu, WHJIaHWI, 5,6,7,8-
terparuapoHadTanuumi, 2,3-nuruapodensof 1,4 IMOKCUHII, XpOMaHWI, 3,4-TUTUAPO-
2H-6en30[1,4]okca3zunmu, 1,2,3,4-TeTparuApOXMHOJUHUII, 3,4-npurunpo-2H-
Ooenszo[b][1,4]nuokcenunHun); rae yka3aHHbIH (parMeHT Heo0Os3aTeNbHO 3aMelleH
(RY; rae (RY), mpencrasmsier coGoil OXMH, ABA, TPH HIM YeThIpe HEOOA3aTeqbHBIX
3aMecTuTeNsl (T.€. YKa3aHHBIM (parMeHT HE 3aMelleH WJIM 3aMelIeH OIHUM, IBYMs,

Tpemst unu detbipbMst R'), rae ykasannsie 3samecturenu R' HesaBucumo BeIGHpaoT u3

(Cy3)ankuna (B ocobenHoctu, meruna), (Ci.3)ankokcu (B OCOOEHHOCTH, METOKCH,
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STOKCH, H30TPOIOKCH), rajioreHa (B ocodeHHocTH, ¢propa mwin xjopa), -S-(C;.3)ankuna
(B ocobennoctu, mermwicynbpanuna), (C,.;)propankuna (B  0COOEHHOCTH,
TpudTOpMETHIIA), (Ci3)propankokcn (B 0COOEHHOCTH,  TPUPTOPMETOKCH,
IuQTOPMETOKCH ), IIUAHO HIIH OKCO.

18) Jlpyroii BapuaHT OCYIIECTBJEHUA OTHOCHUTCA K COEIMHEHHUSIM B

COOTBETCTBHHU C JIIOOBIM U3 BAPUAHTOB OcyuiecTBIeHUs 8) - 16), rae pparmeHT

(R")n

@ MpeacTaBisieT cO00H

. rpymnmy, BBIOPAHHYIO u3 O6eHzodypanma, OeHzoTuodenmnna,
OeH3oTHA30MIIa, 0eH30M30THA30IHIA, HHAONWIA, HHIA30MIa, HadTHia, XHHOJUHUIIA
U M30XHMHOJIMHWIIA, A€ YKa3aHHas CPyINa He3aBUCUMO He 3aMellleHa MJIM 3aMmelleHa
(Rl)n; rae (Rl),l MpenCTaBisieT COOOW ONWH, ABA, TPU HJIU YETHIPE 3aMECTHUTENsI, TIe
ykasanHele 3amectuTenn R' HesaBucumo BeiGuparoT u3 (Cp.;)ankuna (B 0COGEHHOCTH,
metuna), (C,.;3)ankenuna (B ocodbennoctu, Bunmia), (C;.3)ankuauna (B 0oCoOOeHHOCTH,
stuHuiIa), (Ci.3)ankokcu (B 0COOEHHOCTH, METOKCH, 3TOKCH, M3OMPOIOKCH), TaJIOTeHa
(B ocobenHoctu, ¢ropa wmmm xyopa), -S-(Ci.3)ankuna (B  OCOOEHHOCTH,
meruncynbpanuna), (Ciiz)propankuna (B ocoOeHHOCTH,  TpPUPTOPMETHIIA),
(Ci.3)pTopankokcu (B ocoOeHHOCTH, TPpUPTOPMETOKCHU, AUPTOPMETOKCH), LIMAHO WU
NRYVR™, rge RY u R™ wuesasucumo IPEeACTABIAIOT COOOH BOAOPOX HIIH
(Cr.4)ankun (B ocoGeHHOCTH, MeTHI), [B OCOGEHHOCTH yKazaHHble 3amectuTenn R
HezaBucUMO BeIOUparoT u3 (C).3)ankmuna (B ocobennoctu, metuna), (Cy.3)ankenuna (B
ocobenHoctH, BuHmia), (C,.3)ankununa (B ocobennoctu, s3tunmna), (C;.;)ankokcu (B
0COOEHHOCTH, METOKCH, 3TOKCH, H30TPOTIOKCH ), raioreHa (B ocobeHHocTu, GpTopa unu
xjyopa), (Ci.3)bropankuna (B ocobernnoctu, tpudpropmeruna), (Ci.3)propankokcu (B

ocobennocTn, Tpubropmerokcu, gubropmerokcu), nuano uin -NRYV RN rne RN u

2

N8 .
R™ HesaBucumo mnpencrasistor coboi Bomopon unu (Ci.4)ankun (B 0COOEHHOCTH,

MeTHII)]; unu

. rpymnmy, BBIOPAHHYIO u3 2,3-gurnnpobenso[b]ruodennna,
6en3o[ 1,3 nnokconuna, 1,3-purnapounszobeHzodypannna, 2,3-
auruapodenzodypanmia, WHJAHUIA, 5,6,7,8-TerparuapoHadrannHmia, 2,3-

auruapodensof 1,4] nnokcununa, xpomanuna, 3,4-nuruapo-2H-6en30[1,4]okcazunmnia,
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1,2,3,4-treTparuapoxunonununa u 3,4-gurunpo-2H-6enso[b][1,4]nnokcennuuna; rae
yKasaHHAs TPyINIa HE3aBHCHMO He 3amemeHa min 3amemena (R'),; rme (R'Y)a
npeacTaBiseT co0O ONMH, IBa MU TPH 3aMECTHTENs, Ie YKa3aHHbIE 3aMEeCTUTENIN
R' nesaBucumo BriGuparor u3 (Ci.3)ankuna (B ocobennoctn, meruna), (Cy.3)ankeHuna
(B ocobennoctu, Bununa), (C,.;)ankununa (B ocobeHnocTu, 3tunmna), (C;.3)aakokcu
(B 0cOOEHHOCTH, METOKCH, 3TOKCH, U30MPOMOKCH), rajoreHa (B ocoOeHHoCTH, (pTOopa
unu xyopa), -S-(C.3)ankuna (B ocobenHoctu, meruncyiabdanuna), (Ci.3)propankuna
(8 ocobennoctu, Ttpudpropmeruna), (C.3)propankokcu (B  0ocoOeHHOCTH,
tpudTopmerokcu, mupropmerokcu), umano, okco umn -NRYVRM rze RV u RM™
HE3aBUCUMO MpeaAcTaBisitoT codoit Bomopon unu (C;.4)ankmn (B 0COOEHHOCTH, METHII),
[B ocoGeHHOCTH yKaszaHHbIe 3amecTuTend R' HesaBucumo BoiGupaoT u3 (Ci.3)ankuna
(8 ocobennoctn, wmeruna), (Ci.3)ankokcu (B OCOOEHHOCTH, METOKCH, JTOKCH,
U30TPOINOKCcH), rajoreHa (B ocobeHnoctu, ¢ropa unu xjopa), -S-(Ci.;)ankuna (B
0COOEHHOCTH, MeTuJCyib(haHmuma), (C1.3)propankuna (B 0COOEHHOCTH,
TpudTOpMETHIA), (Ci3)bTOpankokcu (B 0COOEHHOCTH, TPpUPTOPMETOKCH,
TuQTOPMETOKCH ), ITUAHO HIIH OKCO].

19) J[lpyroii BapuaHT OCYINECTBJEHHUA OTHOCHUTCA K COEIMHEHHSIM B

COOTBETCTBHHU C JIIOOBIM U3 BAPUAHTOB OocylLiecTBIeHus 8) - 16), rae ¢pparmeHnt

(R")n

(@)

npencTapisieT coOoi rpymnmy, BRIOpaHHYIO U3 CleAyrIuXx rpymnm a), b), ¢) u d):

a) OensoruodeH-5-un, OeHzoTuodeH-6-un, 6-metundeHzoTuodpeH-S-um, 3-
MetunoenzoTuoden-5-un, 4-merundenzoruopeH-5-un, 6-mMeTokcuOeH30TUOPEH-5-UI,
5-merokcubenszoruoden-6-un, O-uuanodbenzotTuoden-S-un, 3-umaHnodeH30THOPEH-S-
Wil

,  6-aTokcubenzoTnodeH-5-un,  4-prop-7-MeTOKCH-2-MeTUIOCH30THODEH-0-1I1,

OeH30M30THA30J-5-11, OeH30THa3on-5-un, OeH3zoTtnaszon-6-mi, OeHzodypaH-5-ui,

oensodypan-6-un, 6-propbenszodypan-5-un,  6-meTokcudbenszodypan-5-un,  5-
MeTOKCUOeH30(pypaH-6-uI, 2-¢pTop-5-meTokcubdbeH3zodpypan-6-un, 6-MeTOKCH-4-
mMeTrinbeH3o0dypaH-5-u, 4,5-nudrop-7-merokcu-2-metundensodypan-6-um,

Oensookca3on-6-un, lH-unpon-5-un, 1H-ungon-6-un, 1-metun-1H-ungon-6-un, 1-
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metun-1H-unnon-5-un, 6-¢rop-1-merun-1H-uanon-5-un, 1,3-numernn-1H-ungon-5-

un, l-stun-1H-ungon-6-un unu S-metokcu-1-metun-1H-unnazon-6-un,

b) HadTanuu-2-un, 3-xnopHadranuH-2-un,  l-xmopHadranuH-2-ua, 8-
dropHadpTanuu-2-u, 1-¢pTopHadpTanuH-2-u, 3-metunnaraauH-2-uiu, 1-
MeTuiIHaTaIuH-2-11, l-amuHoHaTanuH-2-mi,  3-3TUHUIHA(TATHH-2-HII, 1-

stuHuinHadTanuu-2-un, 1-suHunHaprtanuu-2-un, 1,3-guptopnadranuu-2-un, 3-
METOKCHMHA(QTANUH-2-u),  3-umaHoHadTanuH-2-un, l-umaHonadranuue-2-wn,  3-
MEeTHJIAMUHOHA(TATUH-2-UJI, 1-¢prop-3-meTokcuHadTaTUH-2-111, 4-xmop-3-
MeTokcuHapTanuH-2-ui, 4-ptop-3-mMeTokcuHaTaIUH-2-1J, 3-3TOKCUHAPTATUH-2-HU],
3-merokcu-1-merunnadpranus-2-un, 3-uuaHo-l-¢propHadranuH-2-un,  3-umaHo-1-
MeTHIHA(TaTuH-2 -1, 3-uzonponokcuHadTaIuH-2-11 158071 3-
nuTopMeTOKCUHAPTAINH-2 -1,

C) XHUHOJHUH-6-uJN, O6-QTOPU3OXUHONHUH-7-UN, 7-QTOPU3OXUHONUH-6-UT, S-
(TOPXUHONUH-0-UJ,  7-METHJIXHHONUH-O-WJI,  8-METHJIXUHONHUH-7-un, 4-xjop-7-
METHJIXMHOJHUH-6-UI, 7-XJIOP-8-MEeTHIXUHONUH-0-1, 5,8-1U(PTOPXUHONUH-6-UT WU
7-x10p-8-QTOPXUHONMUH-6-UT, 5,7-AUPTOPXUHONUH-6-1IT;, U

d) 2, 3-nurunpoGenszo[b]|ruoden-5-uu, 6en3ol[1,3]nnokcon-5-nmn, 6-
metokcuOenso[ 1,3 nuokcon-5-un,  6-nmanoOens3o[l,3|auokcon-5-un,  6-xmop-2,2-
nudropOenso[ 1,3 auokcon-5-un, 6-nupropmerokcudensoll,3|nuokcon-5-un, 1,3-
auruapouszobeH3odypaH-5-ui, 2,3-nuruapobenzodpypan-5-ui, 2,3-
auruapobensodypan-6-mi1, WHAAH-5-un, 3-MeTokcu-5,6,7,8-rerparuaponadranuH-2-
un, 2,3-quruapobensofl,4]auokcun-6-mn, 8-xmop-2,3-auruapodbens3ofl,4]auokcuH-6-
W1, 8-¢prop-2,3-nuruapodbensof 1,4 auokcuH-6-m, 8-metun-2,3-
auruapodensof 1,4 nuokcun-6-un, 7-metun-2,3-gpuruapodensoll,4]nnokcun-6-un, 7-
Metuacynbpanun-2,3-guruapodensof 1,4 inokcuH-6-u, 7-meTokcu-2,3-
auruapodensof 1,4l nuokcun-6-un, 7-umano-2,3-guruapodensoll,4]nuokcun-6-un, 7-

3TOKCHU-2,3-nurunapobensof 1,4]nuokcuH-0-uja, XpoMmaH-7-uj, XpOMaH-0-uj, O-XJop-

3,4-nurunpo-2H-6en30[ 1,4]okcaszuu-7-m, 7-drop-4-meTun-3,4-nurunpo-2H-
Oen3o[1,4]oxcazuH-6-u, 7-¢ptop-1-meTun-1,2,3,4-TeTparuApOX MHOJIUH-6-HII, 7-
MeTOKCH-1,2,3, 4-TeTparuApoOX uH OJIMH-6-UJI, 7-metokcu-1-metun-2-okco-1,2,3,4-

TeTPAruAPOXUHOIUH-6-UJI Uinu 8-MeTokcu-3,4-nuruapo-2H-6en3o[b][1,4]nnokcenun-
7-un,
WM YKa3aHHBIH (parMeHT mpencrapisier coOOl rpymmy, BbBIOPAHHYIO U3

cinenyroomux rpynn e), f) u g):
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e) 7-metunOGeH3oTnodeH-5-ui, 7-metunbeH3oTnodeH-6-um, 4-
¢ropbenzorunoden-S-un, 7-propbensoruodpen-S-mi, 7-xaopdbenszoruoden-5-un, 3-
xjaopOeH3oTHoheH-5-u1, 3-xnop-7-¢pTopOeHzoruoden-S-um, 7-¢pTop-6-
MeTokcubeHzoruoden-5-un, 7-tpudpropmerundenzorunopeH-S-uim,;

f)  3-sTokcu-1-pTopHadTanun-2-umn, 3-3T0KCU-1-MeTHIHADTANINH-2-UTT;, U

g) 7-prTop-2,3-ngurunpobdensol1,4]auokcun-6-mi, 5-metun-2,3-
auruapodensof 1,4 auokcun-6-un, 7-3TuHui-2,3-quruapobensofl,4]auokcun-6-mm, 5-
brop-7-metokcu-2,3-nurunpodensof 1,4 nnokcuH-6-um, 7-MeTOKCH-5-MeTHuI-2,3-
auruapodensof 1,4] iuokcuH-6-u, 7-nudpTopmeTokcu-2,3-
auruapodensof 1,4] auokcuH-6-mi,

r7e BbINIEyKa3aHHbIE TPymmbl a) - d), ¥, COOTBETCTBEHHO, BBIIIECYKa3aHHBIE
IPYIIEL €) - ) 00pa3yT OTAENbHBIN MOJIBAPUAHT OCYIIECTBICHUS.

20) Jlpyro#i BapuaHT OCYINECTBJEHUSA OTHOCHTCA K COCIMHEHHSIM B

COOTBETCTBHH C JIIOOBIM U3 BAPUAHTOB OcyliecTBIeHHs 8) - 16), rae pparment

(R")n

@ npeacTaBisieT co0oi

npencTasisieT coOoi rpymnmny, BEIOPaHHYIO U3 CleAyrIuX rpynm a), b), ¢) u d):

a) OenszormodeHn-5-un, 6-merunbenzoruoden-S-mi, 4-meTunOeH30THOPEH-5-
I, 6-meTokcuben3oTnopen-5-m, 5-metoxcubensoTnodpen-o-u, 3-
uaHobeH3o0TuoeH-5-un, 6-3ToKCcHOeH30THO(EH-5-1]1, OeH30THAa30J1-5-111,
Ooensodypan-5-un,  6-propbenszodypan-5-un,  6-meTokcudenszodypan-5-un,  5-
MeTokcuOeH3odypaH-6-un, 6-meTtokcu-4-metundenszodypan-S-un, 1H-ungon-5-un
unn 1H-uanon-6-ui;

b) l-merunHadranuu-2-ui, 1-3TUHUIHAPTANHH-2-UJ, 3-MeTOKCHHA(TATHUH-2-

uin 1-¢prop-3-meTokcuHadpTaNUH-2-Ua,  3-3TOKCHMHAPTATUH-2-MJI, 3-METOKCH-1-

MeTUIHAQTATUH-2-1Il WK 3-1[uaHo- | -MeTrinHapTanuH-2-1;

c)  7-xnop-8-PpTOPXUHOMUH-O-UT UK 5,7-TUPTOPXUHOINH-0-HIT;, U

d) 2, 3-nurunpobenszo[b]|ruoden-5-u, 6en3ol[ 1,3 nnokcon-5-nn, 6-
MeTokcubeH3o[ 1,3]auokcomn-5-umn, 6-nmano0en3o[ 1,3 ] anokcon-5-un, 6-
nudropmerokcudbenso[ 1,3 auokcon-5-un, 7-metun-2,3-nurunpodensof1,4]nuokcun-o6-

150 7-meTokcu-2,3-guruapodensof 1,4 | anokcuH-6-m, 7-unano-2,3-

2
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auruapodensof 1,4] inokcuH-6-u1, 7-3Tokcu-2,3-quruapoden3of 1,4 nuokcuH-6-mi
unu 7-¢prop-4-metun-3,4-ngurunpo-2H-06en3o[ 1,4]okca3znn-6-ui,

WM YKa3aHHBIH (QparMeHT mpencrapisier coboil rpymnmy, BBIOpaHHYIO U3
ciaenyoomux rpynm e) u f):

e) 7-merundeHzoTuodeH-6-uim, 4-propbenszornopeH-S-uiu, 7-
xjgopOeHzoTuopeH-5-un unu 7-prop-6-merokcubeHzoTuodheH-5-un; u

f) 7-3tuHun-2,3-nuruapodensof 1,4 nuokcuH-6-un, 7-MeTOKCH-5-MeTHiI-2,3-
auruapodensof 1,4] anokcuH-6-un AU 7-nudpTopmeTokcu-2,3-
auruapodensof 1,4] auokcuH-6-m,

re BbINIEyKa3aHHbIE TPymmbl a) - d), W, COOTBETCTBEHHO, BBIMIECYKa3aHHBIE
rpynmel €) u f) 00pa3yroT OTAeNbHBIH NOABAPHAHT OCYLIECTBICHUS .

21) Takum obpa3om, u3zodOpeTeHne OTHOCUTCS K coenuHeHusiMm Gopmyasl (1), kak
ONpeneeHO B BapHAHTE OCYINECTBJEHUs 1), O NPUMEHEHHUS B COOTBETCTBUH C
BAPDUAHTOM OCYILIECTBJEHHUS 1), HUIM K TaKUM COEJUHEHHUSM, OIMOJHUTEIbHO
OTPAaHUYEHHBIM XapaKTEPHBIMH MPU3HAKAMH JIOOOTO U3 BAPHAHTOB OCYIIECTBIEHHS 2)
- 20), mpu pacCMOTPEHHH HX COOTBETCTBYIOIIMX 3aBUCUMOCTEH, K HX
dapmaneBTUUECKH NPUEMIIEMBIM COJIIM, U K NPUMEHEHHMIO TaKMX COEJUHEHUH B
COOTBETCTBHHU C BAPUAHTOM OCYIIECTBJICHUS 1), U KaK AOMOJHUTENBHO OMHCAHO 371€Ch
Huke. Bo nzbexxanue xakux-nmubo COMHEHHH ClieNyeT OTMETHTb, B OCOO€HHOCTH, YTO
CIAeAyIOLIMe BapUaHThl OCYIIECTBJIEHHUs, OTHOCAIHECS K coenuHeHusiM Gopmynsr (1)
TakuM o00Opa3oM BO3MOXHBI U MOAPA3yMEBAIOTCS M HACTOSLIMM KOHKPETHO
PacCKpBIBAIOTCS B MHAUBUAYAITU3UPOBAHHON hopme:

1, 2+1, 12+1, 12+2+1, 15+1, 15+2+1, 16+1, 16+2+1, 19+1, 19+2+1, 19+15+1,
19+15+2+1, 19+16+1, 19+16+2+1, 20+1, 20+2+1, 20+15+1, 20+15+2+1, 20+16+1,
20+16+2+1.

B npuBeneHHOM BBIIIE CIHCKE YUCJIA OTHOCSTCS K BapHAHTAM OCYINECTBIICHUS B
COOTBETCTBUU C MX HyMepalueid, NpeayCMOTPEHHOW BbIlle, B TO BpeMmMs kak "+"
YKa3blBa€T 3aBUCHMOCTb OT JPYroro BapHaHTa OCYINECTBJIEHUs. Pa3numuHble
WHIWBHUYAJIU3UPOBAHHBIE BAPUAHTHI OCYIIECTBICHUS Pa3AeleHbl 3amsThIMU. JpyruMu
cioBamu, "20+16+2+1", Hampumep, OTHOCHUTCS K BapuaHTy ocymecTBieHus 20),
3aBUCHMOMY OT BapHaHTa OCYyIIecTBIeHHs 16), 3aBUCUMOro OT BapHAaHTa
OCYINECTBJIEHUs 2), 3aBUCUMOr0 OT BapHaHTa OCYINECTBJEHUs 1), T.e. BapUaAHT
"20+16+2+1" coorBeTcTBYeT coenuneHusiM Gopmyisl (1), kak onpeneneHo B BApUaHTE

OCYLIECCTBJICHUA 1), AJist IPpUMEHEHHUA B COOTBCTCTBHUHU C BApPHUAHTOM OCYLICCTBJIICHUA



10

15

20

25

30

80

1), DOMONHUTENBHO OrPaHHMYEHHBIM BCEMH CTPYKTYPHBIMHM IPHU3HAKAMH BAapHUAHTOB
ocymecTyieHus 2), 16) u 20).

22) Takum oOpa3om, U300peTEeHHE NOMOJHUTEIbHO OTHOCUTCS K COEIMHEHUSIM
dopmyner (II), xak omnpeneneHo B BapUaHTE OCYINECTBJIEHUS 8), UIM K TaKUM
COEMHEHHUSM, AOMOJHUTENbHO OTPAHUYEHHBIM XapaKTEPHBIMHU MPU3HAKAMH JHOOOT0
U3 BapUaHTOB ocyiuecTBieHus 9) - 20), mpu pacCMOTPEHUHM HUX COOTBETCTBYIOLIHMX
3aBHUCUMOCTEN; K UX (papMaleBTUYECKH MPHUEMJIEMbIM COJIIM; U K TPUMEHEHHUIO TaKUX
COEIUHEHUNW B KA4yeCTBE JIGKAPCTBEHHBIX CPEACTB, B OCOOEHHOCTH, JJIs
npeaoTBpaIeHUsT/POPUIAKTUKY UJIH JieueHUs: 3a00JieBaHUIl, KOTOpPbIE OTBEYAIOT HA
OnokupoBky peuentopos EP2 wu/unu penenropos EP4, kak onmucano 3gech Huxe. Bo
uzbexxaHue Kakux-1ubO COMHEHUN CJenyeT OTMETHTb, B OCOOEHHOCTHU, 4YTO
CIeAyIOLINe BAPUAHTHI OCYIIECTBJIECHUSA, OTHOCAIHMECA K coenuHeHusiM popmyasl (1),
TakUM o00pa3oM BO3MOXHBI U TMOJAPAa3yMEBAIOTCA M HACTOSIIUM KOHKPETHO
PacKpBIBAOTCS B MHAUBUAYAIHU3UPOBAHHOHN popme:

8, 9+8, 11+8, 11+9+8, 12+8, 12+9+8, 13+8, 13+9+8, 14+8, 14+9+8, 15+8,
15+9+8, 16+8, 16+9+8, 17+8, 17+9+8, 17+11+8, 17+114+9+8, 17+12+8, 17+12+9+8,
17+13+8, 17+13+9+8, 17+14+8, 17+14+9+8, 18+8, 18+9+8, 18+11+8, 18+11+9+8,
18+12+8, 18+12+9+8, 18+13+8, 18+13+9+8, 18+14+8, 18+14+9+8, 19+8, 19+9+8,
19+15+8, 19+15+9+8, 19+16+8, 19+16+9+8, 20+8, 20+9+8, 20+15+8, 20+15+9+8,
20+16+8, 20+16+9+8.

B npuBeneHHOM BbILIE CMHCKE YUCJIA OTHOCATCS K BapHMAHTAM OCYINECTBJIEHUS B
COOTBETCTBUHM C UX HyMepalued, NMPeayCMOTPEHHOW BbIlIE, B TO BpemMs kak "+"
yKa3blBa€T 3aBUCHMOCTb OT JPyroro BapHaHTa OCYINECTBJEHUs. Pa3iudHble
WHIWBUYAJU3UPOBAHHBIC BAPUAHTBI OCYINECTBICHUS Pa3AeNeHbl 3amsThiIMU. JpyruMu
caoBamu, "20+16+9+8", Hampumep, OTHOCUTCS K BapuaHTy ocymectBieHus 20),
3aBUCHMOMY OT BapHaHTa OCYyMEeCcTBIeHHs 16), 3aBUCUMOrO OT BapHaHTA
OCyIIecTBJIeHUs 9), 3aBHCUMOro OT BapHaHTa OCYIIECTBJIEHUs §), T.e. BapHUAHT
"20+16+9+8" coorBercTByeT coenuHeHusM Qopmyaer (II) B coorBercTBUHM €
BAPUAHTOM OCYINECTBJIEHHUS §), HOMOJHHUTEIbHO OrPAHUYEHHBIM BCEMH INPU3HAKAMHU

BapHAHTOB ocyliecTByieHus 9), 16) u 20).
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23) Tpetuii acriekT n300peTEHUsI OTHOCUTCS K coequHeHusM ¢opmyasl (111)

(R"), ¥ 1
WAr
I NN

rae B coenuHeHusix Gopmyns (III) pparment

(R")s

@ MpeacTaBisieT co0oi

o rpymmy, BBIOpAHHYIO u3 Ooensodypanuia, O6en3ornodeHmna,

®opwmymna (III),

OeH3oTHa30IMa, 0EH30M30THA30IHIA, HHAOIMIA, HHAA30MIa, HaTHia, XHHOJUHUIIA
U M30XHMHOJIMHWJIA, A€ YKa3aHHas CPyINa He3aBUCUMO He 3aMelleHa MJIM 3aMelleHa
(RY),; rze (R' 6oi

n, TAe (RY), mpencrasasier coOo0il oauH, ABA, TPU WU UYETHIPE 3aMECTUTENS, TAe

1

yka3zaHHble 3aMecTuTenn R° HezaBucumo BriOuparoT u3 (Ci.3)ankuna (B 0ocoOeHHOCTH,
meruna), (C,.3)ankenuna (B ocodbennoctu, Bunmia), (C;.3)ankuauna (B oCoOOeHHOCTH,
stuHuina), (C;.3)ankokcu (B 0COOEHHOCTH, METOKCH, 3TOKCH, U3OMPOIOKCH), TaJIOTreHa
(B ocobennoctu, ¢ropa wumu xyopa), (Ci.;3)propankuna (B 0COOEHHOCTH,
tpuptopmeruna),  (Ci3)propankokcu (B ocoOeHHOCTH,  TPHUPTOPMETOKCH,
IuGTOPMETOKCH), LHAHO HIIH -NRYVR™ rge RV u R™ nesasucumo NPEeACTABIAT

coboii Bogopon wiu (Ci.4)ankui (B 0COOEHHOCTH, METHI), UITH

o rpymnmy, BBIOPAHHYIO u3 2,3-gurunpobenso[b]tuodennna,
6en3o[ 1,3 nnokconuna, 1,3-nurnnpounszobenzodypanuna, 2,3-
auruapobeHsopypaHmia, HWHJaHWIA, 5,6,7,8-TreTparugpoHadTaiuHuiIa, 2,3-

auruapodensof 1,4 nuokcununa, xpomanuna, 3,4-nuruapo-2H-6en30[ 1,4]okcazunmnia,
1,2,3,4-teTparuapoxunonununa u 3,4-npurunpo-2H-6enso[b][1,4]nuokcennuuna; rae
1y . 1
yKa3aHHas Tpylna He3aBUCUMO He 3amelieHa unu 3amemeHa (R'),, rae (R'),
npeacTaBisier coOOW ONWH, JABa UM TPU 3aMECTUTEJNs, I'Ie yKa3aHHbIE 3aMECTHTENH
1
R’ HesaBucumo BeibuparT u3 (C).3)ankuna (B ocodbennoctu, mermna), (Ci.3)ankokcu
(B 0COOEHHOCTH, METOKCH, 3TOKCH, U3OIMPOMOKCH), rajoreHa (B ocodbeHHoctu, propa

win xyopa), -S-(Ci.3)ankuna (B ocodbennoctu, meruicynbdanuna), (Ci.3)bropankuna
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(8 ocobennoctu, Ttpupropmeruna), (C,.;)propankokcu (B  0ocCoOeHHOCTH,
TpuTOpMETOKCH, TUPTOPMETOKCH ), IUAHO HJIH OKCO,

u Ar' npeacrasaser coboii

o ¢enunpHyIO rpynny cTpykTypst (Ar-I):

Rm1
Ro1 RP

- RM2
(Ar-),

rac

. RP npencrasasier coboii

>  -X'-CO-R®, rne

> X' mpencrasnsier coboii mpsmyro cBsisb, (Ci3)ankuneH (B 0COGEHHOCTH,
-CH;-, -CH(CHj;)-, -C(CHj);-, -CH;-CH;-), -O-(Ci.3)ankunen-* (B ocoOeHHOCTH,
-O-CH»-*, -O-CH(CHj3)-*, -O-C(CHj3),-*, -O-CH,-CH;,-*), -NH-(C,.3)ankunes-* (B
ocobennoctn, -NH-CH;-* ~ -NH-CH(CHs3)-*), -—CH=CH-, -NH-CO-* wunu
(C5.5)IMKIOANKWIICH, TIe 3BE3J0YKH YKa3bIBAIOT HA CBS3b, KOTOpPAsi MPHCOEAMHEHA K
rpymnmne -CO-R°; u

1 o
>  R° npencrasnser co6oii

. -OH;
. -0-(C.4)ankua (B 0COOEHHOCTH, ITOKCH, METOKCH);
3 -
] -NH-SOz-RS , rae R% NpeacTaBseT coboit (Ci.g)ankun,

(Cs.¢)uuknoankui, rae (Cs.¢)IUKIOATKUIT HEOOSI3aTETbHO CONEPKUT KOJBLIEBOW aTOM
kuciopona, (Cs.g)uukmoankun-(Ci.3)ankune, rae (Cs.¢)IUKIOANKHI HEOOs3aTeNbHO
COIEPIKUT KOJbIeBOl aTtom kuciopoaa, (Ci.z)dropankun wiu -NH;;

[rme, B 4aCTHOCTH, Takas TpyIma X'-CO-R”! npencraeiser coboit -COOH,
-CO-0-CHj3;, -C0O-0-C;yHs, -O-CH,-COOH, -O-CH(CHj3)-COOH, -0-C(CHj3),-COOH,
-0O-CH,-CH,-COOH, -NH-CH,-COOH, -NH-CH,-C0O-0-CHj3, -NH-CH(CHj3)-COOH,
-CO-NH-S0O;-CH;, -CO-NH-SO,-C(CHj3);, -CO-NH-SO;-uuknonponui, -CO-NH-
S0O,-C,Hs, -CO-NH-SO;-NH,, -CH,-COOH, -CH,-CO-0-CH;, -CH,;-CO-0O-C,Hs,
-CH,-CH,-COOH, -CH=CH-COOH, -NH-CO-COOH, I-kapbokcuuukiomnpomnas-1-
unl;

> HETI, rue HET' MpEenCTaBJsIET coboii 5-0kco0-4,5-nuruapo-

[1,2,4]okcaguazon-3-un  (BKJOYasi ero TayToOMepHyr ¢opMmy  S-TUIPOKCH-
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[1,2,4]okcanuazon-3-un) win 3-okco-2,3-gurunpo-[1,2,4]okcannazon-5-un (BrIOYas
ero TayroMepHyw ¢opmy 3-ruapokcu-[1,2,4Jokcaguazon-5-uin); uin

»  HET, rne HET npexncrasnsieT co0oii S-ujgeHHBIH reTepoapui, BbIOpaHHBIN
U3  OKCa3oJNmJa, M30KCA30JIMja, OKCAaAMA30JIMila, THA30JIMJIa, WU30THA30JIUIA,
THAANA30JIMIa, HMMHUJA30JuIa, MUPa30Iujia, TPUA30IUIAa MJIM TETPa3ojuia;, B
YaCTHOCTH, U30KCA30JIUJIa, OKCaANAa30JIna U TeTPa3ojuia, rae YKa3aHHbId S-4JeHHbIN
reTepoapui HE 3aMelleH WA MOHO3aMeIleH -COOH, TUZIPOKCH,
ruppokcu-(Cp.3)ankuiaom (B ocoGennoctu, rugpokcumermnom) uin -NRVYRM?) rre
R™ u RM" nesaBucumo npexncrasusiior coGoii Bogopox, (Ci.;)ankui (B 0coGeHHOCTH,
mMetua) win ruapokcu-(Cy.4)ankun (B 0COOEHHOCTH, 2-THAPOKCUATHUI), [B YACTHOCTH,
HET He 3amemen unu MoHo3amemeH runpokcu; B ocodbennoctu, HET o3nauaer 1H-
TETPa3oi-5-uja, 3-TUAPOKCHUU30KCA30a-5-un unu 2-ruapokcu-[1,3,4]okcaguazon-4-
un];

. R™ npencrasisier co6oii
> (Cir6)ankun (B OCOOEHHOCTH, METHJI, STUJ, H-TIPOMHJ, H3OMPOMHI, H-

Oytun, uzodytun);,

» (Cpg)ankokcu (B OCOOEHHOCTH, METOKCH, OTOKCHU, H-TIPOIMOKCH,
U30MPOTIOKCH, H-OyTOKCH, U300yTOKCH);

»  (Ci3)dpropankun (B ocobeHHocTH, TpudTopmMeTH),

» (Ci3)dpropankokcu (B OCOOEHHOCTH, MUPTOPMETOKCH, TPUPTOPMETOKCH,
2,2,2-Tpu(TOPITOKCH),

»  ranoreH (B 0COOEHHOCTH, PTOP HJIH XJIOD);

»  (Cs.e)uukioankus (B 0COOEHHOCTH, [UKJIOTPOTIHI);

>  (C3.6)IUKIOATKHIOKCH (B 0COOEHHOCTH, LUKJIOMPOTIUIJIOKCH,
UKJIOOYTUIIOKCH, IIUKJIOMEHTHIOKCH);

»  runpokcu-(C,.4)ankokcu (B 0COOEHHOCTH, 2-THAPOKCHUITOKCH); UITH

>  -S-R%%, rne R® npencrasusier coGoit (C).4)ankui (B 0COGEHHOCTH, METHIL,
ST, #H-Tiponui, uzomponuy, uzo0yTmin) miu (Cs.)IUKI0ANKUI, HE00S3aTENbHO
ConepsKalluii OIWH KOJBIEBOH aToM Kucjaopoda (B OCOOEHHOCTH, UHKJIOOYTHI,
OKCETaH-3-H);

2 o
. R™" npencrasnsier coboii Bogopoa, MeTui, GTOP MM XJIOP; U

1 o
. R’ npencrasnser coGoil BOXOPOL;
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1 o
o uau  Ar  TmpenctaBisieT CoOOH S-uJeHHYH TeTepOapUlIbHYIO TPYIIy

cTpykTypsl (Ar-II):

(Ar-II),

. Y npexncrasisier coboit CH unu N;

. R’ npexcrasiusier co6oii

> -XI-CO-ROI, rmne

> X' mpencrasnsier coboii mpsmyio cBsisb, (Ci3)ankuneH (B 0COGEHHOCTH,
-CH;-, -CH(CHj;)-, -C(CHj);-, -CH;-CH;-), -O-(Ci.3)ankunen-* (B ocoOeHHOCTH,
-O-CH»-*, -O-CH(CHj3)-*, -O-C(CHj3),-*, -O-CH;-CH;,-*), -NH-(C,.3)ankunes-* (B
ocobennoctu, -NH-CH;-*, -NH-CH(CH3)-*), -S-CH;-*, -CF;-, -CH=CH-, -CH=CH-,
-NH-CO-*, -CO- unu (C;.s)IUKJIOANKUIIEH, TA€ 3BE3JO0YKH YKa3bIBAIOT Ha CBS3b,
KOTOpasi IPUCOEIUHEHA K IPyIIe -CO-R®; u

1 o
>  R°' mpexcrasnser coboit

Ll -OH;
. -0-(C.4)ankun (B 0COOEHHOCTH, STOKCH, METOKCH),
] -NH-SOz-RSS, rae RS NpPEeaCTaBISIET coboii (Ci.g)ankmumn,

(Csg)umknoankun, rae (Cs.¢)IUKIOATKII HEOOSI3aTeIbHO COAEPXKUT KOJIBIIEBOH aTOM
kucinopona, (Cs.g)uukmoankun-(Ci.;)ankune, rae (Cs.¢)UKIOANKHI HEOOs3aTeNbHO
COIEPIKUT KOJbLEeBOH aTom kuciopoaa, (Ci.;)propankun uiau -NHy;

[rme, B 4acCTHOCTH, Takas TrpyIma -X'-CO-R”! npencraeiser coboit -COOH,
-CO-0-CHj3;, -C0O-0-CyHs, -0O-CH,-COOH, -O-CH(CHj3)-COOH, -0-C(CHj3),-COOH,
-0O-CH,-CH,-COOH, -NH-CH,-COOH, -NH-CH,-C0O-0-CHj3, -NH-CH(CHj3)-COOH,
-CO-NH-S0O;-CH;, -CO-NH-S0O,-C(CHj3);, -CO-NH-SO;-uuknonponui, -CO-NH-
SO,-C,Hs, -CO-NH-SO;-NH,, -CH,-COOH, -CH,-CO-0-CH;, -CH,-CO-0O-C,Hs,
-CH,-CH,-COOH, -CH=CH-COOH, -NH-CO-COOH, I-kapbokcuuukiomnpomnas-1-
unl;

> HET', rae HET' npexgcrasmser coGoii  5-0kco-4,5-guruapo-

[1,2,4]okcanguazon-3-un  (BKJOYass ero TayTOMepHyr ¢GopMy  S-TUIPOKCH-
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[1,2,4]okcanuazon-3-un) win 3-okco-2,3-gurunpo-[1,2,4]okcannazon-5-un (BrIOYas
ero TayroMepHyw ¢opmy 3-ruapokcu-[1,2,4Jokcaguazon-5-uin); uin

»  HET, rne HET npexncrasnsieT co0oii S-ujgeHHBIH reTepoapui, BbIOpaHHBIN
U3  OKCa3oiuia, H30KCa30juja, OKCaaMas3oJiuja, THAa30JuJia, H30THA30JuUIA,
THAANA30JIMIa, HUMHAA30JMJIa, MHUPA30JIuia, TpUA30JUiIa HWIM TeTpa3ojiuia, B
YaCTHOCTH, U30KCA30JIUJIa, OKCaANAa30JIna U TeTPa3ojuia, rae YKa3aHHbId S-4JeHHbIN
reTepoapui HE 3aMelleH WA MOHO3aMeIleH -COOH, TUZIPOKCH,
ruppokcu-(Cp.3)ankuiaom (B ocoGennoctu, rugpokcumermnom) uin -NRVYRM?) rre
R™ u RM" HesaBucumo npexncrasmusitor co6oii Bogopon, (C.3)ankumi (B 0COGEHHOCTH,
mMetua) win ruapokcu-(Cy.4)ankun (B 0COOEHHOCTH, 2-THAPOKCUATHUI), [B YACTHOCTH,
HET He 3amemen unu MoHo3amemieH runpokcu; B ocodbennoctu, HET o3nauaer 1H-

TETPa3oi-5-uja, 3-TUAPOKCHUU30KCA30a-5-un unu 2-ruapokcu-[1,3,4]okcaguazon-4-

unj;

. R® npexncrasisier coboii

»  (Cie)ankun (B 0COOEHHOCTH, METHUJI, THJI, H-TIPOIUII, U30TPOIII, H-OyTHI,
u300yTHI);

» (Cpg)ankokcu (B OCOOEHHOCTH, METOKCH, OTOKCHU, H-TIPOIMOKCH,
U30MPOTIOKCH, H-OyTOKCH);

»  (Ci3)dpropankun (B ocobeHHocTH, TpudTopmMeTH),

» (Ci3)dpropankokcu (B OCOOEHHOCTH, MUPTOPMETOKCH, TPUPTOPMETOKCH,
2,2,2-Tpu(TOPITOKCH),

»  ranoreH (B 0COOEHHOCTH, PTOP HJIH XJIOD);

»  (Cs.e)uukioankus (B 0COOEHHOCTH, [UKJIOTPOTIHI);

>  (C3.6)IUKIOATKHIOKCH (B 0COOEHHOCTH, LUKJIOMPOTIUIJIOKCH,
UKJIOOYTUIIOKCH, IIUKJIOMEHTHIOKCH);

»  runpokcu-(C,.4)ankokcu (B 0COOEHHOCTH, 2-THAPOKCHUITOKCH); UITH

>  -S-R%%, rne R® npencrasusier coGoit (C).4)ankui (B 0COGEHHOCTH, METHIL,
STHJ, H-TIponuJ, uzomponuy, u3o0yTua) min (Cs.s)IUKIO0ANKUI, HE00S3aTENbHO
ConepsKalluii OIWH KOJBIEBOH aToM Kucjaopoda (B OCOOEHHOCTH, UHKJIOOYTHI,
OKCEeTaH-3-HJI).

24) JIpyroii BapuaHT OCYIIECTBIEHUs] OTHOCUTCS K coequHeHusM popmyisl (I),
KaK ONpE/eIeHO B BapHaHTE OCYINEeCTBJEHHUs 1), IJIs IPUMEHEHHUsI B COOTBETCTBUU C

BAPUAHTOM OCYILIECTBIIEHHS 1), KOTOpPBIE BEIOUPAIOT U3 CIAEAYIOIUX COEAUHEHUN

[2-(5,7-AudpTOpX MHONUH-6-UIT)-3THI | -(6-X HTHOIUH-6-UNINTUPUMU U H-4- 11T )-aMHH;
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[2-(1H-Uamon-6-un)-3tun]-[6-(1H-uagon-5-mn)-nupuMuanH-4-un|-aMmuH,

[2-(1H-Urmon-6-un)-3tun]-[6-(1H-uagomn-6-mn)-nupuMuanH-4-1|-aMuH,

Amun 5-{6-[2-(1H-unn01-6-11)-3TUIAMHUHO | -TUPUMUANH-4-UT } -THODEeH-2-
KapOOHOBOI KUCIIOTHI;

[2-(5,7-AudpTopX uHOMUH-6-11)-3THII | -(6-U30X HHOJUH-0-UITHP UMH AN H-4 - 11T ) -
aMUH; U

[2-(5,7-AudTopxuHonuH-6-un)-31ui]-[6-(1 H-unnon-5-un)-nupumunus-4-ui|-
aMUH.

25) [Apyro#i BapuaHT OCYIIECTBICHUsS] OTHOCUTCS K coenuHeHusiMm popmyinsl (I1I) B
COOTBETCTBHUU C BAPUAHTOM OCYLIECTBICHUS 8), KOTOPbIE BBIOUPAIOT U3 CJIEAYIOIIHX
COCIMHEHUN:

3-OTokcu-5-{6-[2-(3-merokcu-1-meTunHadTaanH-2-1i)-3 THIAMUHO |-
NUPUMHUANH-4-11 }-THO(eH-2-KapOoHOBas KUCIIOTA;

5-{6-[2-(3-L{uano-1-MeTuaHaQTATUH-2-UJT)-3 THIAMUHO | -MTUPUMHIUH-4-11 } -3 -
3TOKCUTHO]EH-2-KapOOHOBAasI KUCIIOTA,;

3-OTtokcu-5-{6-[2-(1-pTop-3-meTokcuHadTATUH-2-UIT)-3TUIAMHUHO |-
NUPUMHUANH-4-11 }-THO(eH-2-KapOOHOBas KUCIIOTA;

3-OTokcu-5-{6-[2-(6-merokcubdenso[b]ruodpen-5-un)-3TunaMmuHO|-MUPUMUTUH-
4-un}-tuodpen-2-kapOOHOBas KUCIOTA,;

5-[6-(2-benzo[b]THodheH-5-UNITUIAMUHO )-TUPUMHUANH-4-1JT|-3-3TOKCUTHO( €H-
2-xapOOHOBas KUCIIOTA;

5-{6-[2-(7-Iluano-2,3-nuruapoden3ol 1,4] AMOKCUH-6-1JT)-3TUIAMUHO |-
NUPUMHUAUH-4-UJ }-3-3TOKCUTHO( eH-2-KapOOHOBAsA KHCIIOTA,

3-OTokcu-5-{6-[2-(1-meTunrapTanUH-2-UN)-3TUIAMHUHO |-MTUPUMHUIUH-4 - FJI } -
THo(eH-2-kapOOHOBAs KUCIIOTA,

3-DTokcu-5-{6-[2-(6-metokcu-4-meTundeH30pypaH-5-ui)-3TUITAMHHO |-
NUPUMHUANH-4-11 }-THO(eH-2-KapOOHOBas KUCIIOTA;

3-OTokcu-5-{6-[2-(3-meTokcuHaPTANNH-2 -1 )-3TUIAMHUHO |-TUPUMHUAUH-4-HI1 } -
THo(eH-2-kapOOHOBAs KUCIIOTA,

5-[6-(2-ben3o[b]TnodeH-6-NI3THIAMUHO )-TUPUMHUANH-4-1JT|-3-3TOKCUTHO( CH-
2-xapOOHOBasA KHCJIOTA;

3-OTokcu-5-{6-[2-(6-meTokcubeHzodypaH-5-u1i)-3TUIAMUHO | -TUPUMHUANH-4 -

ui}-TuodeH-2-kapOoHOBas KUCIIOTA,;
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3-OTokcu-5-{6-[2-(6-pTopOensodpypan-5-un)-3THIAMUHO |-TUPUMHUAUH-4 -1 § -
THo(eH-2-kapOOHOBAs KUCIIOTA,
3-Otokcu-5-{6-[2-(5-merokcubenso[b]ruodpen-6-un)-3TUIaMUHO |-MTUPUMHUIUH-
4-un}-Tnoden-2-kapOOHOBAs KUCIIOTA,;
5-{6-[2-(2,3-Auruapobenso[b]rnoden-5-un)-3TunaMuHO |-TUPpUMHUINH-4 -1 } -3 -
TOKCUTHOP eH-2-KapOOHOBAsE KUCIIOTA,
3-DTokcu-5-{6-[2-(1-3TuHmIHATATUH-2-11)-3TUIAMHIHO | -TUPUMUHH-4 -1 } -
THo(eH-2-kapOOHOBAsT KUCIIOTA,
4-{6-[2-(6-Metokcubenso[b]|TruodeH-5-1i)-3TUIaMUHO |-TUPUMUTHH-4 -1 } -2-
MEeTHJICYJIb(aHUIOSH30WHAS KUCIIOTA;
3-Otokcu-5-{6-[2-(4-metundenso[b]Tuoden-5-un)-3TUNaAMUHO |-MTUPUMUAUH-4 -
w1} -Tnod eH-2-kapOoHOBass KUCIIOTA;
3-OTokcu-5-{6-[2-(3-3ToKCHHAPTANNH-2-UJT)-3THIAMUHO |-TUPUMHUIUH-4 -1 | -
THo(eH-2-kapOOHOBAs KUCIIOTA,
3-OTokcu-5-{6-[2-(1H-unn0a-6-11)-3THIAMUHO | -TUPUMHUANH-4-1J } -THO(] eH-2 -
KapOOHOBAasA KUCJIOTA;
2-ITuxknobyrokcu-4-{6-[2-(1-pTop-3-meTokcuHap TaTNH-2 -1 )-3TUIAMHHO | -
NUPUMHUAUH-4-1J | -O€H30HHas KUCIIOTA,
3-Otokcu-5-{6-[2-(7-merokcu-2,3-nurunpodensol 1,4 nnokcun-6-umn)-
STUJIAMUHO |-TUPUMHUANH-4-11 } -THODeH-2-KapOOHOBas KUCIIOTA;
5-{6-[2-(3-Iluanoben3o[b]rrnoden-5-um)-3TUIaMUHO |-TUPUMHIANH-4-1J } -3 -
3TOKCUTHO( EeH-2-KapOOHOBAsT KUCJIOTA,
4-{6-[2-(1-MetunHadTanuH-2-111)-3TUIAMUHO |-TUPUMHIUH-4 -1 } -2-
nponuaOeH30WHAsT KUCIIOTA,
4-{6-[2-(1-®PTop-3-MeTOKCUHA(TATUH-2-11)-3TUJIAMUHO |-TUPUMUIHH-4- 11 } -2 -
MEeTHJICYJIb(aHUIOSH30WHAS KUCIIOTA;
3-Otokcu-5-{6-[2-(7-metun-2,3-nurunpodbensof 1,4 1uokcuH-6-1J1)-3TUIAMUHO |-
NUPUMHUANH-4-11 }-THO(eH-2-KapOOHOBas KUCIIOTA;
3-OTtokcu-5-{6-[2-(1H-unn0a-5-11)-3THIAMUHO | -TUPUMHUANH-4 -1 } -THO] eH-2 -
KapOOHOBAas KHCJIOTA;
3-Otokcu-5-{6-[2-(6-metundenso[b]ruoden-5-un)-3TUNaMUHO |-MUPUMUAUH-4 -
ui}-TnodeH-2-kapOoHOBasA KUCIIOTA;
3-OTtokcu-5-{6-[2-(8-prop-2,3-qurunpodenso|1,4] 1uoKCUH-6-UT)-3TUIAMHUHO |-

NUPUMHUANH-4-U1 }-THO(eH-2-KapOOHOBas KUCIIOTA;
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5-[6-(2-ben3o[b]TuodeHn-5-un3TunaMuHO)-mUpUMHUANH-4-1|-0eH30pypaH-2-
KapOOHOBAas KHCIJIOTA;
3-OTokcu-5-{6-[2-(7-3Tokcu-2,3-gurnapodensol 1,4 anokcun-6-mn)-
STUJIAMUHO |-TUPUMHUANH-4-11 } -THODeH-2-KapOOHOBas KUCIIOTA;
5-{6-[2-(2,3-Aurunpobenso[1,4]an0KCHH-0-1IT)-3TUIAMHHO |-TUPUMUANH-4 -1 } -
3-3TokcuTnodeH-2-kapOOHOBAST KUCIIOTA,
3-OTokcu-5-{6-[2-(1-metun-1H-uH100-6-111)-3THIAMUHO |-TUPUMHUIUH-4 - 11 | -
THo(eH-2-kapOOHOBAsT KUCIIOTA,
5-{6-[2-(5,7-AndTOpXUHOIUH-6-UJT)-3THIAMUHO |-TUPUMHANH-4-1J } -3 -
3TOKCUTHO] eH-2-KapOOHOBAasK KUCIIOTA,;
5-{6-[2-(3-AudTopmeTokcuHaTATUH-2-UI)-3THIAMUHO |-TUPUMHIHH-4-11 } -3 -
3TOKCUTHO] eH-2-KapOOHOBAasK KUCIIOTA,;
5-[6-(2-ben3zodypaH-0-MI3TUIAMIHO )-TUPUMUIUH-4-UT -3 -3TOKCUTHODEH-2 -
KapOOHOBAas KHCJIOTA;
3-OTokcu-5-{6-[2-(3-merundenzo[b]ruodpen-5-un)-3TunammuHo|-mUpUMHIHTH-4-
ui}-TnodeH-2-kapOoHOBass KUCIIOTA;
3-(2-T'unpokcustokcu)-5-{6-[2-(1-meTunHadTaINH-2-1]1)-3TUIIAMHUHO |-
NUPUMHUANH-4-U1 }-THO(eH-2-KapOOHOBas KUCIIOTA;
3-Otokcu-5-{6-[2-(6-merokcubenso| 1,3 | nuoxcon-5-un)-3TuiaMuHoO |-
NUPUMUANH-4-u1}-THO(eH-2-kapOOHOBas KHCIIOTA,
5-[6-(2-ben3zodypan-5-mId3THIAMUHO)-TUPUMUANH-4-11|-3-3TOKCUTHODEeH-2-
kapOOHOBAasI KUCJIOTA;
4-{6-[2-(3-lluano-1-mMeTunnadTaauH-2-11)-3TUIAMHHO |-TUPUMU U H-4 - 1T } -2-
MEeTHJICYJIb(aHUIOEH30HHAsT KUCIIOTA,
(2-Otokcu-4-{6-[2-(6-3TokcubeH30[b|THOdEH-5-1)-3TUTAMHUHO |-TUPUMHUTUH-4 -
W1} -(pEHOKCH )-YKCYCHAsl KUCIIOTA;
5-[6-(2-XpoMaH-6-UI3TUIAMUHO )-TUPUMHANH-4-UJT|-3-3TOKCUTHOD eH-2-
KapOOHOBAas KHCJIOTA;
3-(3-DTokcu-5-{6-[2-(1-meTunHadTaTUH-2 -1 )-3TUITAMHUHO | -TUPUMUAUH-4 -1 } -
THO(eH-2-1IT)-TIPOMMOHOBAs KUCIIOTA,
4-{6-[2-(3-Metokcu-1-mernnHaTaATUH-2 -1 )-3TUIAMUHO | -TUPUMHUAUH-4 -1 § -
2-metmicynbhaHunOeH30HHAsA KUCIIOTA,
2-IluknoOyrokcu-4-{6-[2-(6-meToxkcudens3o[b]ruoden-5-un)-srunamuno]-

NUPUMHUANH-4-UI | -O€H30Has KUCIIOTA,
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5-{6-[2-(6-Lluano6en3o[ 1,3 | auOKCON-5-UJT)-3TUIIAMUHO |-TUPUMHUANH-4-UJ1 } -3 -
3TOKCUTHO]EH-2-KapOOHOBasA KUCIIOTA,;
5-{6-[2-(2,3-AurnapobeHzodpypan-6-mi1)-3TUIAMIHO |-TUPUMUAUH-4-UT } -3 -
TOKCUTHO( eH-2-kapOOHOBAs KHCIIOTA,
2-Otokcu-4-{6-[2-(3-merokcu-1-meTraHaGTATUH-2-1T)-3 TUIIAMHHO |-
NUPUMHUAUH-4-1J }-O€H30HHAast KUCIIOTA,
2-®top-4-{6-[2-(1-MeTunHaPTATUH-2-1]T)-3TUIAMUHO | -TUPUMHIUH-4-UJ1 } -6-
nponuIOeH30WHAsT KUCIIOTA,
4-{6-[2-(6-Lluanob6en3zo[b]tuodeH-5-um)-3TUIAMUHO |-TUPUMHUIUH-4-UJT } -2~
MEeTHJICYJIb(aHUIOSH30WHAS KUCIIOTA;
2-IMuknodytokcu-4-{6-[2-(3-merokcu-1-merunuadraaua-2-u)-3TUITAMUHO |-
NUPUMHUANH-4-1J | -O€H30HHAs KUCIIOTA,
(2-Otokcu-4-{6-[2-(6-meTokcubeH30[b]THOGEH-5-1IT)-3THIAMUHO | -TTUP UMUTHH -
4-un}-peHOKCH)-YKCYyCHasl KHCIIOTA,;
6-{6-[2-(7-Metokcu-2,3-guruapoden3o[ 1,4 | ANOKCUH-6-1JT)-3TUIAMUHO |-
NUPUMHUANH-4-11 }-0eH30pypan-2-kapOOHOBAs KHCIIOTA;
2-Tudpropmerokcu-4-{6-[2-(1-meTunnadprannH-2-ui)-3THIAMUHO |-ITHPUMHIUH -
4-un}-0eH301Has KUCIOTA;
6-[6-(2-benso[b]Tuoden-S-undrunamMuHo )-nupuMunuH-4-mi|-0enzodpypan-2-
KapOOHOBas KUCIIOTA;
5-{6-[2-(7-Xn0p-8-MeTUIXUHONHH-6-UJT)-3TUIAMUHO |-TUPUMHUIANH-4-1JI } -3 -
3TOKCUTHO( EeH-2-KapOOHOBAsT KUCJIOTA,
5-[6-(2-beH30THAa307-5-UIFTHIAMUHO )-TUPUMHUANH-4-1J1|-3-3TOKCUTHODEeH-2 -
KapOOHOBAast KHCJIOTA;
5-{6-[2-(7-Metokcu-2,3-nurunpoden3o[ 1,4 nnOKCUH-0-UJT)-3TUIIAMHUHO |-
NUPUMHUANH-4-11 }-0eH30(pypan-2-kapOOHOBAS KHCIIOTA;
5-[6-(2-ben3o[b]THodeH-5- U3 THIAMIHO )-2-MeTUITUPUMHUANH-4 -1 |-3 -
3TOKCUTHO] eH-2-KapOOHOBasK KUCIIOTA,;
4-{6-[2-(7-Uunano-2,3-quruapobdben3of 1,4 AMOKCHH-6-1I1)-3THIAMHHO |-
NUPUMHUANH-4-UI | -2-MeTHICYIb(QaHUI0CH30iHAs KUCIIOTA,
(2-91okcu-4-{6-[2-(7-3ToKCHU-2,3-nurnnpobenso| 1,4 nuokcun-6-umn)-
STUJIAMHUHO |-TUPUMUIUH-4-1]1 } - €HOKCH )-YKCyCHAsI KUCJIOTA;
2-IMuknoOytokcu-4-{6-[2-(6-merokcudeH3odypaH-5-ui)-3TUIAMUHO |-

NUPUMHUANH-4-UI | -O€H30Has KUCIIOTA,



10

15

20

25

30

90

2-Jtokcu-4-{6-[2-(1-¢prop-3-MeTokcuHaPTANINH-2-UJT)-3TUIAMHUHO |-
NUPUMHUANH-4-UI | -O€H30HHas KUCIIOTA,
(2-9Tokcu-4-{6-[2-(6-meTokcu-4-meTunoeH3oPpypaH-5-un)-3THIAMUHO] -
NUPUMUANH-4-U1 } -PeHOKCH )-YKCYyCHAst KUCIIOTA;
(2-Dtokcu-4-{6-[2-(3-3THHNIHAD TATUH-2-1T)-3THIAMHHO |-NTUPUMUINH-4 -1 | -
(beHOKCH)-YKCYyCHAsE KHCIIOTA;
3-OTokcu-5-{6-[2-(7-prop-4-metun-3,4-qurnapo-2H-06en30[ 1,4]okcasun-6-min)-
STUJIAMHUHO |-TUPUMHIUH-4-UJ | -THO(DeH-2-kapOOHOBAsT KUCIIOTA,
2-Otokcu-4-{6-[2-(3-3TuHNAHAQTATNH-2-1]T)-3TUIAMHUHO | -TUPUMUIHH-4-1J1 } -
OeH30iHas KUCJIOTA,
2-Jtokcu-4-{6-[2-(6-merokcubdeH3zo[b]TuodeH-5-nun)-3THIaMUHO |-TUPUMHINH-
4-un}-0eH30iHAsI KHCIOTA;
2-Otuncynsdpanun-4-{6-[2-(7-metokcu-2,3-nuruapodens3of 1,4] nuokcuH-6-umn)-
STUJIAMHUHO |-TUPUMHANH-4-11 } -O€H30lHast KUCIIOTA,
5-[6-(2-ben3o[1,3] 1M0OKCON-5-UI3TUIIAMUHO )-TUPUMHUANH-4-1J|-3 -
3TOKCUTHO]EH-2-KapOOHOBAasA KUCIIOTA,
(2-9Tokcu-4-{6-[2-(6-meTokcudeH30(ypaH-5-1I)-3TUIAMHUHO |-MTUPUMUINH-4 -
11} -(pEHOKCH )-YKCYyCHAsl KUCIIOTa;
4-{6-[2-(7-Metokcu-2,3-quruapodenso| 1,4 | AMOKCHUH-6-1I1)-3THIAMHIHO |-
NUPUMUANH-4-u1}-2-MeTricyabpaHnnbeH30iHas KUCIIOTA,;
5-{6-[2-(7-Xnop-8-dTOpXUHONHH-O-HIT)-3THIAMHHO |-TUPUMUANH-4-11 } -3 -
3TOKCUTHO( EeH-2-KapOOHOBAsT KUCJIOTA,
(2-Otokcu-4-{6-[2-(6-meTokcubOeH30[b]THOD EH-5-1IT)-3THIAMUHO | -TTUPUMU THH-
4-un}-peHunn)-yKkCcycHas KHCIIOTa;
5-{6-[2-(6-AudTopmeTokcubenso[ 1,3 | AMoKCOI-5-Ui)-3TUIIAMUHO | -TUPUMUTHH-
4-un}-3-sTokcuTnopeH-2-kapOOHOBAST KUCIIOTA,
(2-Otokcu-4-{6-[2-(7-meTokcu-2,3-quruapodensof 1,4 | nnokcun-6-un)-
STHJIAMUHO |-TUPUMHANH-4-1J } -)€HOKCH )-YKCYyCHAasl KUCIIOTA,
2-Iluknobyrokcu-4-{6-[2-(5-meToxkcubeH3odypan-6-ui)-3TUIAMHUHO |-
NUPUMHUANH-4-11 }-O€H30HHas KUCIIOTA,
4-[6-(2-benszo[b]THodeH-5-MI3TUTAMUHO )-TUPUMUANH-4-1T]-2-
UKJIO0yTOKCUOEH301HAsT KUCJIOTA,
2-Jtokcu-4-{6-[2-(6-3Tokcuden3o[b]rnoden-5-mn)-3TuNaMIHO |-MUPUMUTUH-4 -

ui}-OeH30iHas KUCIIO0Ta;
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2-{6-[2-(1-MerunHadTanuH-2-11)-3TUIAMUHO |-upuMuauH-4-un } - | H-unnon-4-
KapOOHOBAas KHCIJIOTA;
4-{6-[2-(6-Hnanobenszo[b]tuodeH-5-umn)-3TunaMuHO |-mUpUMHANH-4-UJ | -2-
3TOKCHOEH30MHAasT KHCIIOTA,
4-[6-(2-benso[b]THodeH-5-UIITUIAMUHO )-TUPUMUIUH-4- 1T ]-2-
METHJICYJIb(PaHUIOEH30HHAsT KUCIIOTA,
5-[6-(2-ben3o[d]u30THA30-5-HI3TUIAMHUHO )-TUPUMUAUH-4 -1 ]|-3 -
3TOKCUTHO(P eH-2-KapOOHOBAsK KUCIIOTA,
4-{6-[2-(7-OTokcu-2,3-quruapodben3of 1,4 aAuoKCUH-6-11)-3THIAMHUHO |-
NUPUMHUAUH-4-UJ }-2-MeTHICYIb(HaHUITOCH30MHAs KUCIIOTA,
4-{6-[2-(2,3-Aurugpobenso[b]Tuoden-5-un)-3TunaMuHO |-MUPUMUIUH-4 -1 }-2-
MEeTHJICYJIb(aHUIOCH30WHAS KUCIIOTA;
(2-9Tokcu-4-{6-[2-(6-meTokcudeH30(pypaH-5-11)-3TUIAMHUHO |-MTUPUMUINH-4 -
ui }-(peHMIT)-yYKCyCHAsA KUCIIOTa;
(2-OTokcu-4-{6-[2-(6-pTopOensodypaH-5-uin)-3THIAMUHO |-TUPUMHUANH-4 - 11 | -
(EeHOKCH )-YKCYCHAsl KHCJIOTA,
5-[6-(2-beH300KCa30-0-UIITUIAMHUHO )-TTUPUMUTUH-4 -1 |-3 -3 TOKCUTHOP eH-2 -
KapOOHOBas KHCIIOTA;
(3-Orokcu-5-{6-[2-(1-meTunHadTaTNH-2 -1 )-3TUIAMUHO |-MTUPUMHUAUH-4-HJ1 § -
THO( €H-2-MJT)-yKCYCHAsl KUCIIOTA;
2-DTtokcu-4-{6-[2-(6-meTokcubeH30(ypaH-S-1)-3THIAMIHO | -TUPUMUIUH-4 -
ui}-0OeH30iHas KUCIIOTa;
4-{6-[2-(5-Metokcubenso[b]TrnodeH-6-1)-3TUIaMUHO |-TUPUMUTHH-4 -1 } -2-
MEeTHJICYJIb(aHUIOEH30MHAST KUCIIOTA;
4-[6-(2-benszo[b]THodeH-5-MI3TUIAMUHO )-NTUPUMUIUH-4- 1T ]-2-
9TOKCUOEH30MHAsT KUCJIOTA,
(2-Otokcu-4-{6-[2-(6-meTokcU-4-MeTUIOeH30yPaH-5-UJT)-3TUIIAMUHO |-
NUPUMHUAUH-4-1J }-(PEeHUIT)-YKCyCHAasl KUCIIOTA,
2-Otuncynbpanui-4-{6-[2-(6-meTokcndbeH3oPpypan-5-ui)-3TUIaMUHO |-
NUPUMHUANH-4-11 }-O€H30HHas KUCIIOTA,
(2-9Tokcu-4-{6-[2-(5-meTokcudeH30(ypaH-0-1II)-3TUIAMHUHO |-MTUPUMUINH-4 -
W1} -(pEHOKCH )-YKCYCHAsl KUCIIOTa;
(2-9Tokcu-4-{6-[2-(3-3TOKCHHA]TANHH-2-UJT)-3THIAMUHO |-TUPUMHUAUH-4 -1 | -

(EeHOKCH )-YKCYCHAsl KHCJIOTA,
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5-{6-[2-(1,3-Aurnapounzoden3zodypan-5-un)-3TUIAMUHO |-TUPUMUANH-4-1JI } -3 -
3TOKCUTHO]EH-2-KapOOHOBasA KUCIIOTA,;
2-byrokcu-4-{6-[2-(1-meTnunHadTaTUH-2-11)-3TUIAMHUHO | -TUPUMUIUH-4 -1 } -
OeH30lHast KHCIIOTA,
2-I{uxknobytokcu-4-{6-[2-(2,3-qurunpoden3o[b]tuod eH-5-mn)-3TunamMuHo |-
NUPUMHUAUH-4-1J }-O€H30HHAast KUCIIOTA,
2-ITuknobyrokcu-4-{6-[2-(3-3ToOKcHHAPTATUH-2-HJT)-3TUIAMHHO | -TUPUMHUTUH-
4-un}-0eH30iHasI KUCJIOTA;
2-Otokcu-4-{6-[2-(1-meTunHadTaNNH-2-HIT)-3TUIAMHUHO | -TUPUMUATUH-4 -1 } -
OeH30iHas KUCJIOTA,
5-{6-[2-(4-Xn0p-7-METUIXUHOJIHH-6-UJT)-3THIAMUHO |-TUPUMHUANH-4-1JI } -3 -
3TOKCUTHO] eH-2-KapOOHOBAasK KUCIIOTA,;
4-{6-[2-(1-MerunHadTanuH-2-11)-3TUIAMUHO |-TUpUMHINH-4 -1 | -2-
NpOMOKCHOEH30HHAs KUCIIOTA,
(2-Otokcu-4-{6-[2-(7-meTun-2,3-nurunpodenso[ 1,4 nunokcun-6-m)-
STUJIAMUHO |-TUPUMHANH-4-UJ } -)E€HOKCH )-yKCyCHAasi KUCIIOTA,
3-(3-OTokcu-5-{6-[2-(1H-unn0a-5-UN)-3TUIAMUHO | -TUPUMHUANH-4-1J1 } -THO] €H-
2-un)-[1,2,4]okcannaszon-5(4H)-oun [tayromepHas popma: 3-(5-(6-((2-(1H-unmon-5-
WJT)3TUIT)aMUHO )JTUPUMUIUH-4-11)-3 -3ToKcuTHOpeH-2-mn)-[ 1,2, 4]okcanunazon-5-oml;
3-{5-[6-(2-ben3o[b]THopeH-5-un3TUIAMIHO )-TUPUMUANH-4-11]-3 -
sTokcuTnoden-2-un}-[1,2,4]oxcannazon-S5(4H)-on [Tayromepnas ¢popma: 3-(5-(6-((2-
(6enzo[b]TuodeH-5-u)3THI)aMUHO ) TUPUMUTUH-4-1]1)-3-3TOKCUTHOD EH-2-11)-
[1,2,4]okcanuazon-5-om];
3-(3-DTokcu-5-{6-[2-(7-metun-2,3-nuruapodensof 1,4 | nuokcuH-6-ni)-
STHJIAMHUHO |-TUpUMHAUH-4-u1 } -Tuoden-2-un)-[1,2,4]okcanunazon-5(4H)-on
[TayromepHas popma: 3-(3-3Tokcu-5-(6-((2-(7-metun-2,3-
auruapobenso[b][1,4] AMOKCUH-6-1IT)3TUI)aMUHO ) TUPUMUANH-4-UJT)THODEH-2-1JT)-
[1,2,4]okcannazon-5-omn];
3-(3-DTokcu-5-{6-[2-(6-merokcudenso[b]ruodpen-5-mn)-3TunamuHo |-
NUPUMHUANH-4-un }-Tuoden-2-mn)-[1,2,4]okcannazon-5(4H)-on [TayTomepHas ¢opma:
3-(3-aTokcu-5-(6-((2-(6-meTtokcudenso[b]tnoden-5-mn)3THa)aMUHO ) TUPUMUTUH-4 -

wi)tuopen-2-un)-[1,2,4]okcaguaszon-5-omj;
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3-(3-OTokcu-5-{6-[2-(1H-unn01-6-111)-3THIAMUHO | -TUPUMHUANH-4-1J1 } -THO] €H-
2-un)-[1,2,4]oxcaguaszon-5(4H)-on [TayromepHas ¢popma: 3-(5-(6-((2-(1H-ungomn-6-
WJT)3TUIT)aMUHO )JTUPUMUIUH-4-11)-3-3ToKcuTHO(Pen-2-mn)-[ 1,2, 4]okcanunazon-5-oma];

3-{5-[6-(2-ben3o[ 1,3 | 1HOKCO-5-UIITHUIAMUHO)-TUPUMUANH-4-1J1]|-3 -
sTokcuTnoden-2-un}-[1,2,4]oxcannazon-S(4H)-on [Tayromepnas ¢popma: 3-(5-(6-((2-
(6enzo[d][1,3]aHOKCON-5-1IT)3THI)aMUHO ) TUPUMUAUH-4-1T)-3-3TOKCUTHOD EH-2- 1T )-
[1,2,4]okcanuazon-5-on];

3-(3-DTokcu-5-{6-[2-(7-GTOPpXUHOIUH-O-UT)-3TUIAMUHO | -TUPUMUIHH-4 -1 } -
tnoden-2-mn)-[1,2,4]okcanguazon-5(4H)-on [Tayromepras ¢opma: 3-(3-3Tokcu-5-(6-
((2-(7-pTOpXMHOMUH-O-HIT)3TUI )aMUHO ) TUPUMUAUH-4-11) THODEH-2- 11T )-
[1,2,4]okcannazon-5-on];

{6-[4-DTokcu-5-(1H-reTpazon-5-un)-tuopeH-2-un|-nupumMuaua-4-ui }-[2-(7-
(TOPXUHOMUH-6-UT)-3TUI |-AMHUH;

4-3tokcu-2-{6-[2-(1-merunHaTATUH-2-HIT)-3 TUIAMIHO | -TUPUMUIUH-4 -1 } -
THa30J-5-KapOOHOBAs KUCIIOTA,

3-(4-DTokcu-2-{6-[2-(1-meTunHaATATUH-2 -1 )-3TUITAMHUHO | -TUPUMUAUH-4 -1 § -
tnazon-5-un)-[1,2,4]okcaguazon-5(4H)-on [Tayromepras gopma: 3-(4-3Tokcu-2-(6-
((2-(1-meTunnadTanuH-2-UJ)3THI)aMUHO ) TUPUMHUANH-4 - 1T ) THA30J1-5- 1) -
[1,2,4]okcannazon-5-on];

3-(4-Otun-2-{6-[2-(1-meTunnadTamuH-2-11)-3TUIAMUHO |-TUPUMUIUH-4 -1 } -
tnazon-5-un)-[1,2,4]okcaguazon-5(4H)-ou [TayTomepnas dopma: 3-(4-3tun-2-(6-((2-
(1-meTunHadTaIUH-2-KJT)3TUI)aMUHO ) TUPUMHUIUH-4-UJT)THA30N-5-1J1)-
[1,2,4]okcanuazon-5-om];

3-OTokcu-5-(6-((2-(1-meTunHadTaTuH-2-11)3THI)aMUHO )TUPUMUIHH-4-111)-N-
cyiabdamonntroden-2-kapOokcaMum;, u

N-(3-2Tokcu-5-{6-[2-(1-meTnnHadTaTUH-2 -1 )-3TUITAMHHO | -TUPUMUAUH-4 -1 } -
THOo(eH-2-kapOOHUI )-MeTaHCYIb(OHAMUL.

26) B nononHeHne K COEANHEHHSIM, IEPEUHNCIEHHBIM B BapuaHTe 25),
nanpHelmue coenuHenus Gpopmynsl (II) B COOTBETCTBUN ¢ BapUAHTOM OCYINECTBICHUS
8) BBIOMPAIOT U3 CAEAYIOIMUX COSTUHECHUN

2-Iluknobyrokcu-4-{6-[2-(7-meTokcu-2,3-guruapodbensol 1,4 anokcun-6-mn)-
STUJIAMUHO |-TUPUMHUAUH-4-11 } -O€H30liHast KUCIIOTA,

4-{6-[2-(6-Metunbenso[b]|tuodeH-5-mi)-3THIaMIUHO |-TUPUMU U H-4-11]1 } -2-

MeTUJICYNbhaHuIOeH30HHas KUCIIOTA,
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(2-9tokcu-4-{6-[2-(7-3ToKCHU-2,3-nurnapodenso| 1,4 nuokcun-6-umn)-
STUJIAMHUHO |-TUPUMUIUH-4-U } -) €HUIT )-YKCYCHAsl KUCJIOTA;
4-{6-[2-(6-MerokcubeH30pypaH-5-11)-3TUIAMIHO | -TUPUMUIUH-4 -1 } -2 -
METHJICYIb(aHUIOEH30WHAST KUCIIOTA,
2-Iluxknobytokcu-4-{6-[2-(7-3Tokcu-2,3-nuruapodensof 1,4 nnokcun-6-umn)-
STUJIAMHUHO |-TUPUMHIUH-4-UJ } -O€H30lHasi KUCIIOTA,
6-{6-[2-(7-Metokcu-2,3-quruapoden3o[ 1,4 | AHOKCUH-6-UJT)-3TUIAMUHO |-
NUPUMHUANH-4-1J }-0eH3o0pypan-3-kapOOHOBAs KHCIIOTA;
4-{6-[2-(4-Metunbenso[b]ruodeH-5-ui)-3THIaMUHO |-TUPUMUTUH-4-1]1 } -2 -
MEeTHJICYJIb(aHUIOSH30WHAS KUCIIOTA;
2-IMuknodytokcu-4-{6-[2-(6-MeTokcu-4-meTunbeH30pypaH-S-1iT)-3TUIIAMUHO |-
NUPUMHUANH-4-1J | -O€H30HHAs KUCIIOTA,
4-{6-[2-(3-LHnanobenszo[b]tnodeH-5-umn)-3TUNaMUHO |-MTUPUMHIUH-4-UJT } -2~
MEeTHJICYJIb(aHUIOCH30WHAS KUCIIOTA;
2-Iluknobyrtokcu-4-{6-[2-(6-meTokcuben3o[ 1,3 ]| anokcon-5-uin)-3TUIIaMUHO |-
NUPUMHUANH-4-11 | -O€H30HHas KUCIIOTA,
2-OT1okcu-4-{6-[2-(6-meTokcu-4-metundOen3odpypaH-5-ui)-3TUIAMHUHO |-
NUPUMHUAUH-4-UI | -O€H30HHas KUCIIOTA,
(4-{6-[2-(6-MeTokcubenso[b]TuodeH-5-mn)-3THIaMUHO |-TUPUMU U H-4 -1 } -2-
METHUJICYIb(PaHUI(SHUT )-yKCYCHAsI KHCJIOTA,
2-DTokcu-4-{6-[2-(6-pTopbenzodypan-5-mi)-3THIAMHHO |-TUPUMUANH-4 -1 } -
OeH30iHas KUCJIOTA,
2-(2-2tokcu-4-{6-[2-(6-meTokcnbeH30pypaH-5-11)-3TUIAMHUHO |-TUPUMUTUH-4 -
W1} -(€HOKCH )-IIPOMMMOHOBAsT KUCIIOTA,
4-{6-[2-(6-PTopOen3odypaH-5-ui)-3THIAMUHO |-TUPUMHUANH-4 -1 }-2-
MEeTHJICYJIb(aHUIOEH30WHAS KUCIIOTA;
4-[6-(2-ben3odypaH-S-un3THIAMUHO )-TUPUMHUANH-4 -1 |-2-
MEeTHJICYJIb(aHUIOSH30WHAS KUCIIOTA;
4-[6-(2-ben3odypaH-6-UI3THIAMUHO )-TUPUMHUANH-4-11|-2-
MEeTHJICYJIb(aHUIOCH30WHAS KUCIIOTA;
2-Jtokcu-4-{6-[2-(6-meTundenszo[b]TrodpeH-5-nmn)-3TUIaMUHO |-TUPUMHUAUH-4 -
ui}-0eH30iHas KHCIIO0Ta;
2-Ot1okcu-4-{6-[2-(7-3Tokcu-2,3-nuruapodensof 1,4 | anokcuH-6-mn)-

STUJIAMHUHO |-TUPUMUAUH-4-11 } -O€H30liHast KUCIIOTA,
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2-IluknobyTtokcu-4-{6-[2-(4-meTundenso[b]Tuoden-5-mn)-3TunamMmuHo |-
NUPUMHUANH-4-UI | -O€H30HHas KUCIIOTA,

4-{6-[2-(6-MetokcubeHnso[b]Tnopen-5-nn)-3TunaMuHO |-TUPUMHUANH-4 -1 } -
OeH30lHast KHCIIOTA,

4-{6-[2-(6-Metokcubenso[ 1,3]AMOKCON-5-11)-3TUIAMIHO | -TUPUMUIHUH-4-UJT } -
2-meTHiICYy b aHUIOEH30WHAS KUCIIOTA,

2-Otokcu-4-{6-[2-(7-merokcu-2,3-nuruapobdensol 1,4] nnokcun-6-un)-
STHJIAMUHO |-TUPUMHIUH-4-UJ } -O€H30lHAsl KUCIIOTA,

2-Iluknobyrokcu-4-{6-[2-(7-meTun-2,3-gurunpobenso| 1,4 anokcun-6-mn)-
STUJIAMHUHO |-TUPUMHIUH-4-1J } -O€H30lHasl KUCIIOTA,

2-Otokcu-4-{6-[2-(4-metundenso[b]TuodeH-5-nun)-3TUIaMUHO |-TUPUMHUAUH-4 -
ui}-0eH30iHast KUCJIOTa, U

2-Otokcu-4-{6-[2-(6-meTokcudenso[ 1,3 | nuoKCcOI-5-1IT)-3TUIAMHUHO |-
NUPUMHUANH-4-1J | -O€H30HHAs KUCIIOTA.

27) B nomnonHeHue K COEANHEHHSIM, IEPEUNCIEHHBIM B BapuaHTax 25) u 26),
nanpHelmue coenuHenus Gopmynsl (II) B cOOTBETCTBUN ¢ BapUAHTOM OCYINECTBICHUS
8) BBIOMpPAIOT U3 CAEAYIOMUX COeTUHECHUN

3-OTtokcu-5-{6-[2-(1-propHadTanuH-2-nun)-3THIAMUHO |-TUPUMHUANH-4-1JI } -
THo(eH-2-kapOoOHOBAs KUCIIOTA,

3-DTokcu-5-{6-[2-(6-¢pTop-1-meTnn-1 H-unnomn-5-un)-3TunaMuHoO |-nmup UMH AN H-
4-un}-tnodpen-2-kapOboOHOBAS KUCIIOTA,;

5-{6-[2-(4-Xn0p-3-MeTOKCUHAPTANTHH-2-UJT)-3TUIAMUHO |-TUPUMUAUH-4 -1 } -3 -
TOKCUTHO(EH-2-KapOOHOBAsK KUCIIOTA,

3-Otokcu-5-{6-[2-(8-metokcu-3,4-nurunpo-2H-6en3o[b][ 1,4 nnokcenuH-7-um)-
STHJIAMHUHO |-TUPUMHAUH-4-U1 | -THO(eH-2-KkapOOHOBAsT KUCIIOTA,

3-DTokcu-5-{6-[2-(8-MeTHIXMHOJMH-7-UJT)-3 THIAMUHO | -TUPUMHUANUH-4 -1 } -
THo(eH-2-kapOOHOBAs KUCIIOTA,

3-OTokcu-5-{6-[2-(3-uzonponokcuHadTaauH-2-11)-3TUIAMUHO | -TUPUMHIUH-4 -
ui}-tnodeH-2-kapOoHOBas KUCIIOTA;

5-{6-[2-(1-1luanoHadTamuH-2-H1J)-3TUIAMUHO |-TUPUMUTUH-4 -1 } -3 -
3TOKCUTHO(EH-2-KapOOHOBAasA KUCIIOTA,;

3-OTokcu-5-[6-(2-HadTanuH-2-UAS3TUIAMUHO )-TUPUMHIUH-4-1JT|-THODEH-2-

KapOOHOBAas KHCJIOTA;
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(2-9Tokcu-4-{6-[2-(1-pTop-3-MeToKCHHA(PTATNH-2-1]T)-3TUIIAMHIHO |-
NUPUMHUANH-4-UJ | -(EeHNIT)-yYKCyCHast KUCIIOTA,
3-OTokcu-5-{6-[2-(3-meTunnapranuH-2-un)-3TUIAMUHO |-MTUPUMUANH-4 - 11 } -
THO( eH-2-KapOOHOBAs KUCIIOTA;
3-DTokcu-5-[6-(2-uHAaH-5-UIFTHIAMUHO)-TTHPUMHUANH-4- 111 |-THOD eH-2-
KapOOHOBAasI KHCJIOTA;
5-{6-[2-(8-Xno0p-2,3-nuruapodensof 1,4 nnoKCcHH-6-1JT)-3THIAMHUHO |-
NUPUMHUAUH-4-1J }-3-3TOKCUTHO(EH-2-KapOOHOBAsI KHCIIOTA,;
4-{6-[2-(3-LUnano-1-mMeTunHadTanuu-2-mi1)-3TUIAMUHO | -TUPUMUTHH-4- 1] } -2 -
STOKCUOEH30MHAsI KUCJIOTA,
5-{6-[2-(4,5-AudTop-7-meTokcu-2-meTundeH30QypaH-0-UJ)-3 THITAMHUHO |-
NUPUMHUANH-4-1J }-3-3TOKCUTHO(EH-2-KapOOHOBAasA KHCIIOTA,;
5-[6-(2-XpomMaH-7-UI3TUIAMUHO )-TUPUMHANH-4-UJT|-3-3TOKCUTHOD eH-2-
KapOOHOBAas KHCJIOTA;
3-OT1okcu-5-{6-[2-(3-metokcu-5,6,7,8-reTparugponHadraaun-2-ui)-3TUIAMHUHO |-
NUPUMHUANH-4-11 }-THO(eH-2-KapOOHOBas KUCIIOTA;
(2-9Tokcu-4-{6-[2-(3-merokcu-1-merunHadTaIuH-2-U])-3TUIAMHHO |-
NUPUMHUANH-4-UJ | -QEeHNIT)-YKCyCHasl KUCIIOTA,
5-{6-[2-(3-XnopHadpTanuH-2-11)-3TUIAMHUHO |-MTUPUMUAUH-4-11 } -3 -
3TOKCUTHO( EH-2-KkapOOHOBAsT KHCIIOTA,
3-DTokcu-5-{6-[2-(1-metun-1H-uH100-5-111)-3THIAMUHO |-TUPUMHUIUH-4 - 1T | -
THO( eH-2-KapOOHOBAsT KUCJIOTA,
3-DTokcu-5-{6-[2-(8-propHadTanuH-2-ui)-3THIAMUHO |-TUPUMHUAUH-4-HJI } -
THo(eH-2-kapOOHOBAsT KUCIIOTA,
3-DTokcu-5-{6-[2-(5-pTOpXUHOMHH-6-UT)-3TUIAMUHO |-TUPUMUTHH-4-1JT | -
THo(eH-2-kapOOHOBAs KUCIIOTA,
2-Iluknobyrokcu-4-{6-[2-(7-meruncynappanun-2,3-nuruapodensof 1,4 | nuokcun-
6-1J1)-3TUIIAMHIHO | -TUPUMUIUH-4-11 } -OeH30iHAsl KHCIIOTA;
5-{6-[2-(1-AMuHOHaPTANNH-2-HIT)-3TUIAMHUHO |-MTUPUMUAUH-4-111 } -3 -
3TOKCUTHO]eH-2-KapOOHOBasI KUCIIOTA,;
5-{6-[2-(7-DTop-1-MmeTnn-1,2,3,4-TeTparugpoOXuHOJUH-0-1I1)-3 TUIAMHHO |-
NUPUMHUAUH-4-Un }-3-TpudropmeTuntuoden-2-kapOboHoBast KHCIOTA;
4-{6-[2-(3-Lnano-1-¢propHadTaanH-2-u1i)-3TUIAMUHO |-TUPUMUANH-4-HI1 } -2-

9TOKCUOEH30MHAsI KUCJIOTA,
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3-OTtokcu-5-{6-[2-(1-BuHunHadTanuH-2-1a)-3TUIAMUHO | -TUPUMHUIUH-4 -1 § -
THo(eH-2-kapOOHOBAs KUCIIOTA,

2-N300yTun-4-{6-[2-(1-meTunHadTanuu-2-mia)-3TUIAMUHO | -TUPUMUIUH-4 -1 | -
OeH30lHast KHCIIOTA,

3-DTokcu-5-{6-[2-(7-metuncynbdpanui-2,3-guruapodbensol 1,4 anokcun-6-mn)-
STUJIAMHUHO |-TUPUMHUIUH-4-U1 | -TUO(DeH-2-kapOOHOBAsT KUCJIOTA,

(4-{6-[2-(6-Ilnanob6eHn3o[b|TuodeH-5-u)-3TUIaMUHO |-TUPUMUTUH-4-1]1 } -2 -
STOKCH(]EHIIT)-YKCYCHAsT KUCIIOTA;

(4-{6-[2-(3-LlnanoHad TamuH-2-1J1)-3TUIAMHUHO | -TUPUMUAIUH-4 -1 } -2 -
STOKCH(]EHOKCH )-YKCYCHAsI KUCIIOTA;

5-{6-[2-(5,8- A TOpXUHONIUH-6-UT)-3THIAMUHO |-TUPUMHANH-4-11 } -3 -
3TOKCUTHO] eH-2-KapOOHOBAasK KUCIIOTA,;

(2-Otokcu-4-{6-[2-(3-uzonponokcuHapTaauH-2-HJ)-3TUIAMHUHO |-TUPUMUTUH-4 -
U1} -(pEHOKCH )-YKCYCHAsl KUCIIOTa;

5-{6-[2-(1-XnopHadTanuH-2-1I)-3TUIAMHHO |-MTUPUMUIUH-4-11]1 } -3 -
3TOKCUTHO]EH-2-KapOOHOBAasA KUCIIOTA,

5-[6-(2-beH30THAa30-6-UIITUIIAMUHO )-TUPUMHANH-4-UJT|-3-3TOKCUTHODEH-2-
KapOOHOBas KHCIIOTA;

4-{6-[2-(3-llnanoHadTanuH-2-UJ)-3TUIAMUHO |-TUPUMHUANH-4-11 } -2-
5TOKCHOEH30Has KUCJIOTA;

3-DTokcu-5-{6-[2-(4-pTop-7-meTokcu-2-meTundeHso[ b tunopen-6-un)-
STUJIAMHUHO |-TUPUMHUIUH-4-UJ | -TUO(eH-2-kapOOHOBAsT KUCIIOTA,

3-Otokcu-5-{6-[2-(8-metun-2,3-nuruapodbensof 1,4 ] 1Mok CUH-0-1J1)-3TUIAMHUHO |-
NUPUMHUANH-4-1J }-THO(eH-2-KapOOHOBask KUCIIOTA;

3-DTokcu-5-{6-[2-(7-GTOpXUHOMHH-6-UT)-3TUIAMUHO |-TUPUMUTHH-4-1JT | -
THo(eH-2-kapOOHOBAs KUCIIOTA,

3-OTokcu-5-{6-[2-(6-pTOpU30XUHOIUH-T-1J1)-3TUIAMHUHO | -TUPUMUIHH-4 -1 | -
THo(eH-2-kapOOHOBAs KUCIIOTA,

(4-{6-[2-(1,3-AudTopradTannH-2-11)-3TUIAMHUHO |-TUPUMUANH-4 -1 } -2~
3TOKCH(]EHIIT)-YKCYCHAsA KUCIIOTA;

5-{6-[2-(7-PTOPU3OXHUHOINH-6-UJT)-3 THIAMUHO |-TUPUMUANH-4-1I1 } -3 -
TpudpTopmMeTHNTHODEH-2-KapOOHOBAsI KHCIIOTA;

4-{6-[2-(7-Uunano-2,3-quruapoden3o| 1,4 | AnoKCHH-6-1I1)-3THIAMHHO |-

NUPUMHUAUH-4-U1 } -2-0UKI00YTOKCHOEH30HHAas KUCIIOTA,
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5-{6-[2-(2,3-AurnapobeHzodypaH-5-mi)-3TUIAMIHO |-TUPUMUIUH-4-UT } -3 -
3TOKCUTHO]EH-2-KapOOHOBasA KUCIIOTA,;

(4-{6-[2-(1-DPTOp-3-MeTOKCHMHADTATUH-2-HIT)-3TUIAMHUHO |-MTUPUMUAUH-4-1T } -2 -
METHUJICYIb(PaHUI(EHU )-yKCYCHAsI KHCIOTa,

{4-[6-(2-benso[b]tnodeHn-S-nn3THIAMUHO)-NTUPUMHIANH-4 -1 |-2-
TOKCH(EHOKCH }-yKCYCHAasl KUCIIOTA,

(2-9Tokcu-4-{6-[2-(3-meTokcuHaTATUH-2-H1JT)-3TUITAMHUHO | -TUPUMUTUH-4-HJT § -
(EeHOKCH )-YKCYCHAsl KHCJIOTA,

2-Otokcu-4-{6-[2-(4-¢prop-3-MeTokCUHAPTATUH-2-UJT)-3 TUIAMHUHO |-
NUPUMHUAUH-4-1J }-O€H30HHAs KUCIIOTA,

5-{6-[2-(1,3-AudTopHadTannH-2-1i)-3THIAMHUHO |-TUPUMHUANH-4-1JI } -3 -
3TOKCUTHO] eH-2-KapOOHOBAasK KUCIIOTA,;

3-{3-DOTokcu-5-[6-(2-XxMHONNH-O0-UISTHIAMHHO )-TUPUMHANH-4-1|-THOD eH-2-
un}-[1,2,4]oxkcaguazon-5(4H)-ou [Tayromepnas ¢popma: 3-(3-3Tokcu-5-(6-((2-
(XMHOIUH-6-UIT)3THII)aMUHO )TUPUMHANH-4-11)THod eH-2-un)-[ 1,2,4]okcannaszon-5-
onJ;, m

3-{3-Otokcu-5-[6-(2-HadpTanUH-2-UISTUIAMHIHO)-TUPUMUIUH-4-11 | -THOD eH-2 -
un}-[1,2,4]oxkcaguazon-5(4H)-ou [Tayromepnas ¢popma: 3-(3-3Tokcu-5-(6-((2-
(HadTanuH-2-111)3TUI)aMUHO ) TUPUMUANH-4-11)THODeH-2-un)-[ 1,2,4]okcanuaszon-S5-
on].

27) B nononHeHne K COEUHEHUSIM, NTePEYUCIEHHBIM B BapuaHTax 25) u 206),
nanpHelmue coequaerus Gopmyoel (II) B cOOTBETCTBUM C BAPUAHTOM OCYIECTBJIEHUS
8) BBIOMPAIOT U3 CAEAYIOMMUX COSTUHECHUN

5-{6-[2-(7-Xnopbenzo[b]ruodpen-5-un)-3TuIaMuHO |-TUpUMHANH-4-1JI | -3 -
3TOKCUTHO] eH-2-KapOOHOBAsT KUCIIOTA,

4-{6-[2-(7-Xnopbenzo[b|tuodeH-5-un)-3TUIaMUHO |-TUPUMUTUH-4-1]1 } -2 -
MEeTHJICYJIb(aHUIOSH30WHAS KUCIIOTA;

2-3tokcu-4-{6-[2-(7-¢propben3o[b]Trnoden-5-mn)-3TUNaMIHO |-MUPpUMUIUH-4 -
ui}-0eH30iHasA KUCIIO0Ta;

3-OTokcu-5-{6-[2-(7-dpTopOenzo[b]Trnoden-5-mr)-3TuNaMIHO |-MupUMUIUH-4 -
ui}-tnodeH-2-kapOoHOBas KUCIIOTA;

4-{6-[2-(7-®Propbenso[b]|TuodeH-5-ma)-3TUNAMUHO |-TUPUMHUITUH-4-111 } -2-

MeTUJICY b aHUIOEH30HHAs KUCIIOTA,
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2-3tokcu-4-{6-[2-(4-¢propbenzo[b]trnoden-5-mn)-3TUNaMIHO |-MUPUMUTUH-4 -
ui}-0OeH30iHas KUCIIO0Ta;
2-Iluknobyrokcu-4-{6-[2-(4-pTopbenso[b]ruopen-5-un)-sTunamuuo]-
NUPUMUANH-4-u1}-OeH30iHas KUCIIOTA;
3-DTokcu-5-{6-[2-(4-propbenzo[b]TrodeH-5-11)-3TUIaAMIHO |-TUPUMUTUH-4 -
ui}-tuod eH-2-kapOOHOBasE KUCIIOTA;
4-{6-[2-(4-DPTopbenszo[b]Tuoden-5-un)-3TunaMuHO |-nupUMUAUH-4-1T § -2~
MEeTHJICYJIb(aHUIOEH30MHAsT KUCIIOTA;
(2-9Tokcu-6-prop-4-{6-[2-(6-meTokcuden3o[b]rnoden-5-un)-sTunamuno]-
NUPUMHUAUH-4-1J }-EeHUIT)-YKCyCHasl KUCIIOTA,
(2-OTokcu-6-prop-4-{6-[2-(4-meTundenszo[b]Tuopen-5-un)-3THnaMuHO |-
NUPUMHUANH-4-1J }-PEeHUIT)-YKCyCHAasl KUCIIOTA,
3-Otokcu-5-{6-[2-(7-metundenso[b]tuoden-6-un)-3TUIAMUHO |-MUPUMUAUH-4-
ui}-tnodeH-2-kapOoHOBas KUCIIOTA;
4-{6-[2-(6-Metokcubenso[b]|tuodeH-5-1m)-3TUIaMIUHO |-TUPUMUTHH-4 -1 } -2-
nponuaOeH30WHas KUCIIOTA,
4-{6-[2-(4-PTopbenso[b]TrnodeHn-5-nn)-3TuNaMuHO |-MTUPUMUAUH-4-HIT § -2~
nponuaOeH30HHas KUCIIOTA,
4-{6-[2-(7-Metokcu-2,3-quruapodenso| 1,4 | AnOoKCHH-6-1I1)-3THIAMHIHO | -
NUPUMUANH-4-U1}-2-nponuiaOeH30iHas KUCIOTa,
4-{6-[2-(3-Metokcu-1-metunHadTaauH-2-1)-3TUIAMUHO |-TUPUMHUIUH-4 -1 § -
2-niponuaOeH30HasT KUCIOTA;
(2-Metokcu-4-{6-[2-(6-meTokcudenso[b|ruoden-5-mn)-3TunamMuHo |-
NUPUMHUAUH-4-1J }-EeHUIT)-YKCyCHasl KUCIIOTA,
(4-{6-[2-(4-PTopben3o[b]TuodeHn-5-un)-3TUraMUHO |-TUPUMUANH-4 -1 } -2 -
MeTOKCU(EHIT)-YKCyCHAsT KUCIIOTA;
(2-Metokcu-4-{6-[2-(7-meTokcu-2,3-nuruapoden3of 1,4 nnokcuH-6-nm)-
STUJIAMHUHO |-TUPUMHIUH-4 -1 } - €HUIT)-YKCYCHAasl KUCIIOTA,
(2-Metokcu-4-{6-[2-(3-meTokcu-1-meTunnadpranuH-2-ui)-3THIAMHUHO |-
NUPUMHUAUH-4-1J }-PEeHUIT)-YKCyCHAasl KUCIIOTA,
(4-{6-[2-(6-MeTtokcubenso[b]ruodpen-5-un)-3TunamuHo |-nupuMuIuH-4-um } -2-
nponuiapeHn)-yKCyCcHasi KUCIIOTa,
(4-{6-[2-(4-PTopben3o[b]TuodeHn-5-nn)-3TUNaMUHO | -TUPUMUANH-4-HIT } -2~

nponuiapeHns)-ykCycHasi KUCIoTa,
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(4-{6-[2-(7-MeTtokcu-2,3-nuruapoden3of 1,4 nnokcuH-6-1i)-3THIAMUHO |-
NUPUMHUAUH-4-UJ }-2-IPONTUI(PEHNI )-YKCYCHAsA KUCIIOTA;
(4-{6-[2-(3-MeTtokcu-1-meTunnadprainH-2-ui)-3THIAMUHO |-TUPUMHUANH-4 -1 § -
2-niponuig)€HUNI )-yKCyCHAasA KUCJIOTA;
4-{6-[2-(7-PTopbenszo[b]Troden-5-un)-3TunaMuHO |-nupUMUIUH-4-11 § -2 -
nponuaOeH30WHAsT KUCIIOTA,
3-DTokcu-5-{6-[2-(7-metundenzo[b]ruodpen-5-un)-3TUNaMUHO |-TUPUMHTTH-4 -
ui}-tuod eH-2-kapOOHOBasE KUCIIOTA;
(4-{6-[2-(4-DPTopbOen3o[b]TuodeHn-5-un)-3TUIaMUHO |-TUPUMUANH-4 -1 } -2 -
NPOMOKCH(EHUI )-yKCYCHAsI KUCIIOTA;
(4-{6-[2-(3-MeTtokcu-1-meTunHadpTaanH-2-1i)-3THIAMUAHO |-TUPUMHUANH-4 - 11 § -
2-nponoOKCU(EHUI )-yKCYyCHAasI KUCIIOTA,
2-Jtokcu-4-{6-[2-(7-merokcu-5-metun-2,3-nuruapodensof 1,4 ninoxkcuH-6-ni)-
STUJIAMHUHO |-TUPUMHANH-4-11 } -O€H30lHast KUCIIOTA,
2-IluknobOyrtokcu-4-{6-[2-(7-meTokcu-S-metuin-2,3-puruapodensol 1,4 nnoxkcuH-
6-11)-3TUIIAMHHO | -TUPUMU U H-4-11 } -OeH30Hasl KHCIIOTa;
(4-{6-[2-(7-MeTtokcu-5-metun-2,3-nuruapodensof 1,4 nnokcuH-6-umn)-
STUJIAMHUHO |-TUPUMHUAUH-4-UJ } -2-TIPONUI(PEHUI )-YKCYCHASA KUCIIOTA,
(2-OTokcu-6-prop-4-{6-[2-(7-meTokCcu-5-mMeTua-2,3-
auruapobenso[ 1,4] IMOKCUH-0-1IT)-3TUIAMHUHO |-MTUPUMUIUH-4-1J1 } -PEHIT )-YKCY CHas
KHCIIOTA,
(2-9tokcu-4-{6-[2-(7-metokcu-5-merun-2,3-nuruapodensof 1,4 | nnokcuH-6-um)-
STHJIAMHUHO |-TUPUMHIUH-4-1J } - €HUJT)-YKCYCHAsl KUCIIOTA,
4-{6-[2-(7-Merokcu-5-metun-2,3-nuruapodensof 1,4 nnokcuH-6-um)-
STUJAMHUHO |-TUPUMUIUH-4-1]1 } -2-MeTUNICyb(aHunOeH30WHAsI KUCIOTA,
(4-{6-[2-(7-Otokcu-2,3-guruapodensol 1,4 ] AMOKCUH-6-1IT)-3TUITAMHHO |-
NUPUMHUAUH-4-1J }-2-PONTHI(PEHUI )-YKCYCHASL KUCIIOTA;
(2-Otokcu-4-{6-[2-(7-3ToKCH-2,3-qurnapodben3o[ 1,4 | auokcuH-6-mn)-
STUJIAMUHO |-TUPUMHANH-4 -1 } -6-OTOpPEeHNNT )-yKCYCHAS KUCIIOTA,
2-3tokcu-4-{6-[2-(7-¢prop-6-meTokcudOen3o[b|tnoden-5-mn)-3TunaMuHo |-
NUPUMHUAUH-4-1J | -O€H30HHas KUCIIOTA,
4-{6-[2-(7-DPTop-6-MeTOoKCUOEH30[b]THODEH-5-1IT)-3THIAMUHO |-TUPUMHUANH-4 -

ui}-2-metuncynbpanuiabeH30iHas KUCIOTA,
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(2-Otokcu-4-{6-[2-(7-pTop-6-MeToKCHOEH30[b]THOD €H-5-1I1)-3THIaMHIHO | -
NUPUMHUANH-4-UJ | -(EeHNIT)-yYKCyCHast KUCIIOTA,
2-Iluknobyrokcu-4-{6-[2-(7-pTop-6-meTokcudenso[b]ruodpen-5-un)-
STUJIAMUHO |-TUPUMHUANH-4-11 | -O€H30iHAsA KUCIIOTA;
(4-{6-[2-(5-DPTop-7-MeToKCcU-2,3-nuruapodeHso[ 1,4 nnokcuH-6-1)-
STUJIAMHUHO |-TUPUMHAUH-4-UJ } -2-TTPONTUI(PEHUI )-YKCYCHAST KUCIIOTA,
(4-{6-[2-(7-DPTOp-6-MeToKcHOEeH30[b]THODEH-5-UT)-3TUIAMUHO |-TUPUMH AN H-4 -
Wi} -2-u300y TN eHUIT )-YKCYyCHAsT KUCIIOTA,
(2-N300yTun-4-{6-[2-(7-merokcu-2,3-nuruapodensof 1,4 nnoxkcun-6-min)-
STHJIAMHUHO |-TUPUMHIUH-4-1J } - €HUIT)-YKCYCHAasl KUCIIOTA,
(4-{6-[2-(7-Otokcu-2,3-guruapodensol 1,4] AMOKCUH-6-1IT)-3TUITAMHHO |-
NUPUMHUAUH-4-1J }-2-U300yTUI(EHUI )-yKCYyCHAsl KUCIIOTA,
4-{6-[2-(4-®PTopbenso[b]|TuodeH-5-u)-3TUNAMUHO |-TUPUMHUIUH-4-1]1 } -2-
n300yTHIOEH301HASI KUCTIOTA;
4-{6-[2-(7-DPTop-6-MeTOoKCUOEH30[b]THODEH-5-11T)-3THIAMUHO |-MTUPUMHUANH-4 -
ui}-2-n300yTUNOeH30MHASA KUCIIOTA;
4-{6-[2-(7-OTokcu-2,3-nqurnnpodensol 1,4 nnokcuH-6-11)-3TUIAMHIHO |-
NUPUMHUANH-4-U1 }-2-n300yTUIOEH30{HAasl KUCIIOTA,
2-Jrokcu-4-{6-[2-(3-3TOKCHU-1-MeTUNIHAPTANNH-2-1JT)-3 TUIAMUHO |-TUPUMHUANH-
4-un }-OeH30iHas KUCIIOTA,;
4-{6-[2-(3-OTokcu-1-mMeTunHadTanuH-2-11)-3TUIAMUHO |-TUPUMUTUH-4- 1T } -2 -
MEeTHJICYJIb(aHUIOEH30MHAsT KUCIIOTA;
(2-Otokcu-4-{6-[2-(3-3TOKCH- | -MeTUNHADTATMH-2-1JT)-3TUIAMHHO | -
NUPUMHUAUH-4-1J }-EeHUIT)-YKCyCHasl KUCIIOTA,
3-(2-DTokcu-4-{6-[2-(4-propbenso[b]Truoden-5-mn)-3TUNaMuHO |-UpUMUIUH-4 -
W1} -(€HOKCH )-TIPOMMTMOHOBAs KUCIIOTA,
3-(2-DTokcu-4-{6-[2-(3-merokcu-1-meTunnadpTaauH-2-u1i)-3 THIAMUAHO |-
NUPUMHUAUH-4-1J } -QEHOKCH )-TTPONMHUOHOBAs KHCIIOTA;
(4-{6-[2-(7-Otokcu-2,3-guruapodensol 1,4 AnoKkCUH-6-1IT)-3TUITAMHHO |-
MUPUMUIUH-4-1]1 } -2-U30NPOMOKCU(DEHIT)-YKCYCHAs KUCIOTA,
(2-U3onponokcu-4-{6-[2-(7-meTokcu-5-Metun-2,3-guruapodensol 1,4 ] anoxkcuH-
6-1J1)-3TUIIAMHIHO | -TUPUMUUH-4-U1 } - €HIIT )-YKCYCHAsl KHCIIOTa;
(4-{6-[2-(7-Otokcu-2,3-guruapodensol 1,4 anokCUH-6-11T)-3TUITAMHUHO | -

NUPUMHUAUH-4-UJ }-2-TpUPTOPMETOKCUPEHII)-YKCYCHAsA KHCIIOTA;



10

15

20

25

30

102

(4-{6-[2-(7-MeTtokcu-5-metun-2,3-nuruapodensof 1,4 nnokcun-6-umn)-
STUJIAMUHO |-TUPUMUAUH-4-U1 | -2-TpUPTOPMETOKCU(PEHUIT)-YKCYCHAS KUCIIOTA,
4-{6-[2-(3-XnopOenso[b|tuopeH-5-mn)-3TunaMIuHO |-TUPUMUTUH-4-11]1 } -2-
MeTHUJICYNb(paHMIOCH30WHAsT KHCIIOTA,
4-{6-[2-(3-Xnopben3zo[b]TuodeHn-5-un)-3TuaaMuHO |-TUPUMUAUH-4 -1 } -2~
LUKJIO0YTOKCUOEH30MHAsT KUCJIOTA,
(4-{6-[2-(3-XnopbeHnso[b]TrodheH-5-nn)-3TUIAMUHO |-TUPUMHUAUH-4 -1 } -2 -
STOKCH(]EHIIT)-YKCYCHAsT KUCIIOTA;
2-Uzonponokcu-4-{6-[2-(7-meTokcu-5-metun-2,3-guruapobdbensol 1,4 anokcun-
6-¥J1)-3TUIIAMIHO | -TUPUMUIUH-4-11 } -OeH30iHAsl KHCJIOTA;
5-{6-[2-(7-AudTopmeTokcu-2,3-qurnnpodbenso[ 1,4 1noKCuH-0-1I1)-3THIIAMHUHO | -
NUPUMHUANH-4-1J }-3-3TOKCUTHO(EH-2-KapOOHOBAasA KHCIIOTA,;
(2-Metokcu-4-{6-[2-(7-meTokcu-5-metnn-2,3-qurunpodenso| 1,4 nuokcun-6-
WJT)-3TUJIAMUHO | -TUPUMUIHH-4-U1 } - SHWIT )-YKCYCHAsl KHCIIOTA;
2-Otokcu-4-{6-[2-(5-¢prop-7-meTokcu-2,3-qurunpodenso| 1,4 nuokcun-6-mi)-
STUJIAMHUHO |-TUPUMHUAUH-4-11 } -O€H30lHasl KUCIIOTA,
2-Jtokcu-4-{6-[2-(3-3Tokcu-1-propHadranuH-2-mi)-3TUTAMUHO |-TUPUMUIUH-
4-un}-0eH301Has KHCIIOTA;
3-(4-{6-[2-(4-DPTopOen3o[b]ruopen-5-un)-3TunaMuHO |-TUPUMHUANH-4 -1 §-2-
METOKCH(EHOKCH )-ITPOITUOHOBAS KUCIOTA;
2-Otokcu-4-{6-[2-(7-3turun-2,3-guruapodensol 1,4 anokcun-6-m)-
STUJIAMHUHO |-TUPUMHIUH-4-UJ } -O€H30lHasi KUCIIOTA,
(4-{6-[2-(7-Otunun-2,3-nuruapodens3of 1,4 | n1noKCHH-6-1J1)-3THIAMHUHO |-
MUPUMHUAUH-4 -1 }-2-NPONTHI(EHUI )-YKCYCHAS KUCIIOTA;
(2-Audropmerokcu-4-{6-[2-(7-meTOKCU-5-MeTHA-2,3 -
auruapodensof 1,4] AMOKCUH-6-1IT)-3TUIIAMUHO |-TUPUMUAUH-4-UJ } -PeHUIT)-yKCy CHAasI
KHCJIOTA,
(2-Audropmerokcu-4-{6-[2-(5-pTop-7-meTokcu-2,3-
auruapoden3of 1,4] AMOKCUH-6-1IT)-3TUIIAMUHO |-TUPUMUAUH-4-UJ } -PeHUIT)-YKCy CHAasI
KHCIIOTA,
(2-Audropmerokcu-4-{6-[2-(3-meTOKCHU- | -MeTUNHAPTANHH-2-U])-3TUIAMHUHO |-
NUPUMHUAUH-4-UJ }-QEeHUIT)-YKCyCHasl KUCIIOTA,
(2-Otun-4-{6-[2-(7-metokcu-5-mernn-2,3-quruapodbensof 1,4 auokcuH-6-mi)-

STUJIAMHUHO |-TUPUMHUAUH-4-11 } -DEHUIT)-YKCYyCHAasl KUCIIOTA,
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(2-Otun-4-{6-[2-(3-metokcu-1-meTrmnHapTaTUH-2-UJ)-3TUITAMUHO |-TUP UMHTUH-
4-un}-peHun)-ykcycHas KUCIOTa;
2-Otun-4-{6-[2-(3-merokcu-1-merunHaTaINH-2 -1 )-3TUIAMHUHO |-TUPUMHU U H-
4-un }-OeH30/Has KUCJIOTA;
2-Iluknonponokcu-4-{6-[2-(7-3Toxcu-2,3-quruapodensol 1,4 inokcun-6-umn)-
STUJIAMHUHO |-TUPUMHIUH-4-UJ } -O€H30lHasi KUCIIOTA,
2-Iluxknonponokcu-4-{6-[2-(3-meTokcu- 1 -MmeTunHadTatuH-2-ui)-3THIAMHUHO | -
NUPUMHUAUH-4-1J }-O€H30HHAst KUCIIOTA,
2-Iluxknonponokcu-4-{6-[2-(7-propdbenszo[b]ruoden-5-un)->Tunamuno |-
NUPUMHUAUH-4-1J }-O€H30HHAs KUCIIOTA,
(4-{6-[2-(7-Metokcu-2,3-nuruapodens3of 1,4 nnokcuH-6-1i1)-3THIAMUHO |-
NUPUMHUAUH-4-1J }-2-TpUPTOPMETOKCHPEHIIT)-YKCYCHAs KHCIIOTA,
3-(2-DTokcu-4-{6-[2-(7-pTopbenszo[b]TnodeHn-5-mn)-3TunaMuHO |-UpUMUIUH-4 -
un}-pennn)-[1,2,4]okcannazon-5(4H)-on [TayromepHas ¢popma: 3-(2-3Tokcu-4-{6-[2-
(7-pTopbenso[b]Tuoden-5-un)-3TunaMuHO | -NUPUMUANH-4-1J1 } - €HUIT)-
[1,2,4]okcannazon-5-omn];
{6-[3-OTokcu-4-(1H-rerpazon-5-un)-penun|-nupumuaua-4-un }-[2-(7-
¢ropbenso[b]ruoden-5-mn)-3Tuinl-amus,
4-{6-[2-(7-®Propbenso[b]|Tuoden-5-ma)-3TUNaMUHO |-TUPUMUIUH-4-11]1 } -2 -
n300yTOKCHOEH30HHAsI KHCIIOTA,
(3-OTokcu-5-{6-[2-(7-propbenszo[b]TuodeH-5-mn)-3TuaaMuHO |-MTUPUMUTUH-4 -
Wi} -THOQ eH-2-uj)-yKCyCHas KHCJIOTa;
4-{6-[2-(7-®Topbenso[b]|TuodheH-5-u)-3TUIAMUHO |-TUPUMUIUH-4-1]1 } -2 -
nponmiOeH3aMuU,
4-{6-[2-(7-®PTop-6-MeTOoKCcUOEH30[b]THODEH-5-1IT)-3THIAMUHO |-MTUPUMUAUH-4 -
Wi} -2-nponuiaOeH30Hast KUCIOTA;
3-OTokcu-5-{6-[2-(7-pTop-6-meTokcudenszo[b]ruoden-5-un)-srunamuno]-
NUPUMHUANH-4-11 }-THO(eH-2-KapOOHOBas KUCIIOTA;
(4-{6-[2-(7-PTOp-6-MeToKcHOeH30[b]THODEH-5-1N)-3THIaAMUHO | -TUPUMH AN H-4 -
U }-2-MeTOKCU(EHUIT)-YKCYCHAsI KUCJIOTA,
(4-{6-[2-(7-PTOp-6-MeTokcubeH30[b]THODEH-5-NN)-3THIaAMUHO | -THPUMH AN H-4 -
W} -2-ponuiId €HII )-yKCYyCHasl KHCIIOTa,
2-(4-{6-[2-(7-OTokcu-2,3-ngurnnpodensol 1,4 nnokcuH-6-11)-3TUIAMHUHO |-

NUPUMHUANH-4-UJ | -2-TPONUI(PEHNI )-IPOTMOHOBAsST KUCIIOTA,
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4-{6-[2-(3-Xnopbenso[b|tuodeH-5-ma)-3THIaMIUHO |-TUPUMUTUTH-4-11]1 } -2-
9TOKCUOEH30MHAasI KUCJIOTA,

4-{6-[2-(7-AupTopmerokcu-2,3-nuruapodensof 1,4] nnokcuH-6-ui)-3TUIAMUHO |-
NUPUMUANH-4-U1}-2-MeTricyab(haHnndeH30iHas KUCIOTa,;

(4-{6-[2-(3-Xnopbenso[b]TrodheH-5-nn)-3TUIAMUHO |-TUPUMUAUH-4 -1 } -2~
nponmiIeHns)-yKCyCcHasi KHCJIOTa,

(4-{6-[2-(3-XnopbeHnso[b]TrodheH-5-nn)-3TUIAMUHO |-TUPUMHUAUH-4 -1 } -2 -
TpudTOpMETOKCHPEHIIT)-YKCYCHAS KUCIIOTA;

(4-{6-[2-(3-MeTtokcu-1-meTunHadpTaINH-2- 1 )-3THIAMUHO |-MTUPUMHUANH-4 - 11 § -
2-TpupTOpMETOKCU(EHIIT)-YKCYCHAST KUCIIOTA;

(4-{6-[2-(7-Otunun-2,3-nuruapoden3of 1,4 | nnokcuH-6-1)-3THIAMUHO |-
NUPUMHUAUH-4-UJ }-2-METOKCH( €HIT )-YKCYCHAsI KHCIIOTA;

(4-{6-[2-(5-Metun-2,3-npuruapodensol 1,4 anokcuH-6-u1n)-3TUIAMUHO |-
NUPUMHUANH-4-1J }-2-pONTHI(PEHUI )-YKCYCHAs KUCIIOTA;

(2-Audropmerokcu-4-{6-[2-(7-3Tokcu-2,3-nuruapodensof 1,4 nnoxkcuH-6-nin)-
STUJIAMHUHO |-TUPUMHAUH-4-1J } - €HUIT)-YKCYCHAasl KUCIIOTA,

2-Otun-4-{6-[2-(7-¢propOenzo[b]Tuoden-5-un)-3TUNaMIUHO | -MUPUMUIUH-4 -1 | -
OeH30MHasT KUCJIOTA,

2-Iluknonponokcu-4-{6-[2-(7-merokcu-2,3-quruapodenso| 1,4] nuokcun-6-umn)-
STUJIAMUHO |-TUPUMHUANH-4-11 } -O€H30iHAsA KUCIIOTA;

2-Iluknonponokcu-4-{6-[2-(1-meTnnnadraanH-2-m1)-3THIAMUHO |-TUPUMHU N H-
4-un}-0eH30iHAsI KHCJIOTA;

(3-Audropmerokcu-5-{6-[2-(7-pTopbenzo[b]Tnoden-5-un)->TunaMuno]-
NUPUMHUAUH-4-1J } -THO(EH-2-H1IT)-YKCYCHAsl KHCJIOTA; U

3-(2-DTokcu-4-{6-[2-(1-meTunHadTATUH-2 -1 )-3TUITAMHHO | -TUPUMUAUH-4-FI1 § -
denmn)-[1,2,4]oxcannazon-5(4H)-Tuon [Tayromepras gopma: 3-(2-3Toxkcu-4-{6-[2-
(1-meTunradTANUH-2-H1IT)-3TUIAMHUHO |-MTUPpUMUANH-4-1 } -pennn)-[ 1,2,4]okcanmnazon-
S-Tuomn].

28) B nomonHeHHe K COEAUHEHHSM, IEPEUHNCIEHHBIM B BapuaHTax 25), 26) u 27),
nanpHelmue coenuHenus Gopmynsl (II) B cCOOTBETCTBUN ¢ BapUaHTOM OCYINECTBICHUS
8), BBIOMPAIOT U3 CHENYIOINX COEANHEHUN

(4-{6-[2-(6-MeTtokcubenso[b]ruodpen-5-un)-3TunamuHo |-nupuMuuH-4-um }-2-

MPONOKCH(EHMI )-YKCYCHAsl KUCJIOTA,
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2-byrokcu-4-{6-[2-(7-¢pTopOen3o[b]Tuoden-5-mn)-3TuIaMuHO |-MUPUMUINH-4 -
ui}-0OeH30iHas KUCIIO0Ta;
2-Jrtokcu-4-{6-[2-(5-metun-2,3-guruapodensol 1,4 anokcuH-6-1I1)-3TUITAMHIHO |-
NUPUMUANH-4-u1}-OeH30iHasI KUCIIOTA;
(4-{6-[2-(5-Metun-2,3-nuruapodensof 1,4] AMOKCUH-6-1JT)-3TUITAMUHO |-
NUPUMHUAUH-4-1J }-2-TpUPTOPMETOKCHPEHII )-YKCYCHAsI KHCIIOTA,
(4-{6-[2-(7-DOtokcu-2,3-guruapodensol 1,4 ] AMOKCUH-6-1JT)-3TUITAMHHO |-
MUPUMHUAUH-4-1J }-2-3THJI(€HUIT)-YKCYCHAsT KUCIIOTA;
2-Otun-4-{6-[2-(5-metun-2,3-npuruapodensol 1,4] AMOKCUH-6-1IT)-3 THIAMHHO |-
NUPUMHUANH-4-1J }-O€H30HHAs KUCIIOTA,
4-{6-[2-(7-OTokcu-2,3-qurunpodensol 1,4 1noKCcuH-6-11)-3TUIIAMHHO |-
NUPUMHUAUH-4-1J }-2-3TUIOCH30MHAsA KUCIIOTA,;
2-Iluknonponokcu-4-{6-[2-(5-metun-2,3-qurunpodensol 1,4 nuokcun-6-mn)-
STUJIAMHUHO |-TUPUMUIUH-4-U] } -O€H30iHasi KUCIOTa, U
(4-{6-[2-(7-Metun-2,3-npuruapoden3of 1,4 ninokcuH-6-u1n)-3TUIAMUHO ] -
NUPUMHUAUH-4-UI }-2-TpONUII(PEHNIT )-YKCYCHAsT KUCIIOTA.
29) B nomonHeHne K COEANHEHHSIM, IEPEUNCIEHHBIM B BapuaHTax 25), 26), 27) u
28), nanpHeilimue coenunenus Gopmynsl (II) B cooTBETCTBUU C BapHAHTOM
OCYIIECTBJICHUS 8) BBIOUPAIOT U3 CAEAYIOMUX COSTUHEHUH
(4-{6-[2-(3-Lluano-1-metunHaTaIUH-2-1T)-3TUIAMUHO |-MTUPUMUTUH-4- 1T } -2 -
STOKCU( EHIIT)-YKCYCHAsl KUCIIOTA;
(2-91okcu-4-{6-[2-(7-pTopOenszo[b]TuodeH-5-mn)-3TUIaMUHO |-MTUPUMUTUH-4 -
Wi} -peHMT)-YKCYCHAsE KUCIIOTA;
(2-Otokcu-4-{6-[2-(4-dpTopbenso[b]ruodheH-5-un)-3TUIaAMHUHO |-TUPUMHUIUH-4 -
W1} -(peHMIT)-YKCYyCHAsl KUCIIOTA;
(2-Otokcu-6-prop-4-{6-[2-(3-MeTokcu-1-merunuapTaauH-2-ui)-3TUITAMUHO |-
NUPUMHUAUH-4-1J }-EeHUIT)-YKCyCHAasl KUCIIOTA,
(2-Otokcu-6-prop-4-{6-[2-(4-dpTopbenszo[b]tuodheH-5-mn)-3TuaaMuHO |-
NUPUMHUANH-4-1J }-QEeHUIT)-YKCyCHAasl KUCIIOTA,
(4-{6-[2-(7-PTopben3o[b]TuodeHn-5-nn)-3TUIaMUHO |-TUPUMUANH-4-HIT } -2~
nponuiapeHnI)-yKCyCcHasi KUCIIOTa,
(4-{6-[2-(4-PTopben3o[b]TuodeHn-5-nn)-3TUnaMUHO |-TUPUMUANH-4-HIT } -2~

n300yTUNeHnIT)-yKCyCHAast KUCJIOTA,
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4-{6-[2-(7-Propbenso[b]|TuodeH-5-ma)-3TUNAMUHO |-TUPUMHUIUH-4-111 } -2-
n300yTHIOEH301HASI KUCTIOTA;
2-U300yTuin-4-{6-[2-(7-metokcu-2,3-quruapodensof 1,4 | nunokcuH-6-mn)-
STUJIAMUHO |-TUPUMHUANH-4-11 | -O€H30iHAsA KUCIIOTA;
3-(2-Otokcu-4-{6-[2-(7-pTopbenzo[b]Tnoden-5-nn)-3TunaMuHO | -NMUpUMUANH-4 -
W1} -pEHOKCH )-IIPOMMOHOBAsT KUCIIOTA,
(4-{6-[2-(4-DPTopbenso[b]TuodeHn-5-un)-3TUIaMUHO |-TUPUMUAUH-4-1JT } -2~
U30TIPONMOKCU(EHIT)-YKCYyCHAsT KUCIIOTA;
3-(4-{6-[2-(7-DPTopben3o[b]TuopeH-5-nun)-3TUIaAMUHO |-TUPUMHANH-4 -1 § -2 -
METOKCH(EHOKCH)-TIPOTTMOHOBAS KUCJIOTA;
3-Otun-5-{6-[2-(7-¢propbenszo[b]TuodeHn-5-mn)-3TUIaMUHO |-MTUPUMUAUH-4 -1 } -
THo(eH-2-kapOOHOBAs KUCIIOTA,
2-3tokcu-4-{6-[2-(7-¢propben3o[b]Trnoden-5-mn)-3TUNaMIHO |-MUPpUMUTUH-4 -
un}-N-(2-TuapoKCU3THI )-OeH3aMu I
(4-{6-[2-(7-PTopben3o[b]TuodeHn-5-nn)-3TUNaMUHO |-TUPUMUANH-4-HIT } -2~
METOKCH(]EHII)-YKCYyCHAasA KUCIIOTA;
2-{4-[6-(2-ben3o[b]TnodeH-5-un3THIAMUHO )-TUPUMHANH-4-11T|-2-
nponuiapeHus j-nponuOHOBasl KUCIIOTA,;
2-(4-{6-[2-(4-DPTopbOenso[b]TuodeHn-5-un)-3TUIaMUHO |-TUPUMUANH-4-1J } -2-
nponuideHns)-NpoOnHOHOBas KUCJIOTA;
3-DTokcu-5-{6-[2-(7-rpudropmerundenso[b]ruoden-5-un)-sTunamMmuHo |-
NUPUMHUAUH-4-1J }-THO(eH-2-KapOOHOBask KUCIIOTA;
3-(4-(6-((2-(7-®Ptopbenso[b]TuodeH-5-1)3Tua)aMIUHO ) TUPUMUAUH-4 -
wi)penunn)-[1,2,4]okcaguazon-5(4H)-on [TayromepHas popma: 3-(4-{6-[2-(7-
¢dTopbenso[b]Tuoden-5-un)-sTunaMunO |-nupUMUINH-4-11 § -PeHmI)-
[1,2,4]okcannazon-5-on];
7-{6-[2-(7-®Topben3o[b]Tuoden-5-un)-s3TunaMuno |-nupuMuUANH-4-1 § -1 -
MeTua-3,4-npuruapo-1 H-xuna3zonuu-2-oH,;
4-{6-[2-(7-PTopbenszo[b]Trnoden-5-mn)-3TUnaMuHO |-nupuMuIuH-4-11 } -2, 6-
OUMETHI(eHOT,
2-Otuncynspanun-4-{6-[2-(7-propbenszo[b]Tuoden-5-un)-sTunamMmuHo]-
NUPUMHUANH-4-1J | -O€H30HHas KUCIIOTA,
2-ITuknobyrokcu-4-{6-[2-(7-pTopbenzo[b]ruopen-5-un)-sTunamuno]-

NUPUMHUANH-4-UI | -O€H30Has KUCIIOTA,
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3-(3-OTokcu-5-{6-[2-(7-pTopbenso[b]Trnoden-5-un)-3TunamMuHO |-nupUMUIUH-4 -
Wi} -THO( €H-2-UJ)-IPONUOHOBAs KUCIIOTA;

3-(4-{6-[2-(7-DPTopbOen3o[b]TuodeHn-5-nmn)-3TuNaMUHO | -TUPUMHUANH-4-1JI } -
benmn)-4-ruipoKCUIIUKI00YyT-3-eH-1,2-THOH;

(2-Dtoxcu-4-{6-[2-(7-pTopbenso[b]Tnopen-S5-mn)-3TuIaMIUHO |-TUPUMUANH-4 -
W1} - EHMIT)-OKCOYKCYCHAsl KUCIIOTA,

CnoxHBIA METUIIOBBIN 3¢up 2-muKIOTpOonokcu-4-{6-[2-(7-
dbropbenso[b]TruodeH-5-1)-3THIAMUHO |-TUPUMUIUH-4 -1 } -O€H30WHON KUCIIOTHI;

(2-Xnop-6-3tun-4-{6-[2-(7-propbenso[b]ruoden-5-mn)-3TunamuHo |-
NUPUMHUAUH-4-1J }-EeHUIT)-YKCyCHasl KUCIIOTA,

(2-Otun-4-{6-[2-(7-propdenzo[b]TruodheH-5-1a)-3THIAMUHO |-TUPUMUTHTH-4 -
Ui} -6-MeTuN( eHIT )-yKCyCHAsl KUCJIOTA,

(3-Otun-5-{6-[2-(7-dpTopbenszo[b]Tnoden-5-mn)-3TUIAMHHO |-MTUPUMUINH-4 -
Wi} -THOQ eH-2-Ui)-yKCyCHAasl KHCIIOTa;

5-(2-Otokcu-4-{6-[2-(7-pTopbenzo[b]TrHodeH-5-11)-3THIAMIUHO | -TUPUMUTHTH-4 -
ui } -peHmnI)-n30Kca3on-3-ox1 [TayromepHas opma: S5-(2-3Tokcu-4-(6-((2-(7-
dTopbenso[b]Tuoden-5-un)strn)amMuHo ) nupuMUANH-4-11)P eHrn)n3okcazon-3(2H)-
OH]J;

5-(4-{6-[2-(7-DPTopOen3o[b]Tuoden-5-un)-3TunaMuHO | -mUpUMUIUH-4 -1 } -2 -
MeTOKCH( eHHIT)-U30Kca301-3-0a [TayTomepHas Gpopma: 5-(4-(6-((2-(7-
¢dropbenszo[b]Tuoden-5-un)3THn)aMUHO ) MTUPUMUAUH-4-1T)-2-
MeTokcupenn)usokcason-3(2H)-oH]; u

(5-{6-[2-(7-DPTopOenzo[b]|TruodheH-5-u)-3TUIaMUHO |-TUPUMUIUH-4-1]1 } -3 -
nponuiITHO(eH-2-uj1)-yKCyCcHasi KUCJIOoTa.

Coenunenusi ¢opmynsl (I)/popmynsr (II) B coOOTBETCTBUM C BapHaHTAMH
ocymecTBieHus 1) - 29) m ux ¢apManeBTUUECKH NPUEMIIEMble COJU MOXKHO
NPUMEHSTH B  KayeCcTBE JIGKAPCTBEHHBIX  CPEACTB, Hampumep, B  ¢opme
dapManeBTUUECKUX KOMIIO3MLMH sl 3HTepajibHOro (Kak, B OCOOEHHOCTH,
NmepopaibHOro, HampuMmep, B ¢opme TabIETKU WU KamCyJjbl) WU MapeHTEPaIbHOTO
BBEAEHHUs (BKIIOYAs MECTHOE HAHECEHHNE MJIM UHTAJSALHIO ).

UsroroBnenne (apManeBTHYECKUX  KOMMIO3ZHIUA  MOXHO  OCYINECTBISITH
croco0OM, H3BECTHBIM JIIOOOMY CHEMUANHNCTy B JAaHHOW 00nacTu TEXHUKH (CM.,
Hanpumep, Remington, 7he Science and Practice of Pharmacy, 21-e uznanue (2005),

gactb 5, "Pharmaceutical Manufacturing" [omybnukoBano Lippincott Williams &
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Wilkins]) nmyrem BBeneHus onucaHHbx coeanHeHuii ¢opmyisl (I)/bopmynsr (I1I) unu
uxX (papMareBTUYECKU NMPUEMIIEMBIX COJNeH, HeoOsI3aTeIbHO B KOMOMHAIIMU C JPYTUMHU
TEepaneBTUYECKU [IEHHBIMHU BELIECTBAMH, B FaJIEHOBYIO JIEKAPCTBEHHYIO (OpPMY BMeECTe
C TMpPUTrOJHBIMU, HETOKCUYHBIMU, HHEPTHBIMH, TEPaNeBTHUYECKU COBMECTHUMBIMHU
TBePABIMU MJIM OSKMJAKHMU BELIECTBAMU-HOCHTEISIMU M, HpPU HEOOXOIUMOCTH,
OOBIYHBIMH (hapMaLleBTUUECKUMH BCIIOMOTATEIbHBIMU BELIECTBAMHU.

Hactosimee nzodpereHue TaKKe OTHOCHUTCS K crocoly
npeaoTBpaIeHUuss/IPOPUIAKTUKN WM JiedeHUus 3a00JieBaHUsI WIU PacCTPOKCTBA,
YIOOMSHYTOI'O B  HACTOSMIEeH  3asBKe, BKJIIOYAKOLIEMy BBEIEHUE CYOBEKTy
(apmaneBTHUECKH aKTUBHOTO KojnuecTBa coenuHeHus ¢popmyisl (I)/popmyner (1) B
COOTBETCTBHUH C BApUAHTAMH OCyLIeCTBIEHHs 1) - 29).

B nmpenmouTuTenbHOM BapHaHTE OCYINECTBJEHUS H300pETeHHs, BBOAMMOE
KOJIMYECTBO HAXOAMUTCS B auanasoHe Mexay | mr m 2000 Mr B CyTKH, B 4aCTHOCTH,
mexay S mr u 1000 mr B cyTku, Oojiee mpeanodYTUTENbHO Mexay 25 mr u 500 mr B
CyTKH, B ocobeHHocTH, Mexay 50 mr u 200 Mr B CyTKH.

Kaxnpiii pa3, korga ajs omucaHus O0JACTH YHCJIOBBIX 3HAYEHHI NMPUMEHSIOT
cloBO "Mexnay", TO ero cleAyeT NMOHUMAaTh 3HAaYallUM TO, YTO KOHEYHbIE TOYKHU
yKa3aHHOIO JManasoHa sBHO BKJIOUEHbl B TakoW auanazoH. Hampumep: ecnu
TEeMIEepaTypHbIH NHana3oH omnuckiBaeTcs 3HaueHusaMu Mmexay 40 °C u 80 °C, To 31O
o3HavaeT, 4To KoHeuHble TOuku 40 °C u 80 °C BkIOUYEHbl B TaKOH OHAIAa30H; WU
eclIi NepeMeHHas ONpeesieHa KakK Lejioe 4YUCIo Mexay 1 u 4, 3TO O03HaydaeT, 4To
nepeMeHHas MpeacTaBisieT codoi uenoe yucio 1, 2, 3 unu 4.

Ecnu He uCcnonb3yOT B OTHOIIEHUU TEMIEPATypP, TO TEPMUH "NPHUONU3UTETBHO",
HaXOASIIUNUCS Tepea YHUCIOBbIM 3HadeHueM "X", B HaHHOW 3asiBKE OTHOCHUTCS K
UHTEpBay, KOTOpbI pacnpocTpaHsercs oT X MuHyc 10% X no X mmroc 10% X, u
NPEeANnOYTUTEIbHO K HHTEPBay, KOTOPBIN pacnpocTpanseTrcs oT X muHyc 5% X mo X
namroc 5% X, B ormenpHOM  ciydae, KacawolleMcs —TeMmIoepaTryp, TepMHH
"mpubnusurenpHO", HaxomswIUHcsa mepen Ttemmeparypoidl "Y', B OaHHOW 3asBKe
OTHOCHUTCS] K HHTEpBaJly, KOTOPbIH pacnpocTpaHsiercsa oT Temneparypsl Y munyc 10 °C
1o Y nmroc 10 °C, u npeAnoyTUTENbHO K UHTEPBAly, KOTOPbIH pacnpoCTpaHseTcs OT
Y munyc 5 °C go Y nuroc 5 °C.

Bo nzbexanne kakux-nmu00 COMHEHHIH ClielyeT OTMETUTbh, YTO, €CIU COCIMHEHHS
ONMUCHIBAIOTCS KaK MPUTOJHBIE I TNPENOTBPALICHHSA/NPOPUIAKTHKA HIH JIeUSHUs

onpeneJeHHBbIX 3a00MeBaHNl, TakKie COEJUHEHUs MOJOOHBIM 00pa30OM MPUTOAHBI AJIS
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NPUMEHEHUS s MPUTOTOBJICHUS JI€KapCTBEHHOTO cpencTsa s
NMpenoTBpaIleHus/ IpoQUIaKTHKN WU JieueHHs] yKa3aHHbIX 3aboneBanuii. [lomoOHBIM
obpaszom, Takue COEMHEHUs Takxe HNPUTOAHBI s croco0a
NpeOTBPAINECHHUS/TPOPHIAKTUKN HMJIM JIEYEHHs] TaKuxX 3a00JieBaHUM, BKIIOUYAIOIIETO
BBEJCHUIO CYOBEKTY (MJIEKOTUTAIOIEMY, B OCOOCHHOCTH, YeJOBEKY), HYKIAOIIEeMY CsI
B 3TOM, 3(QPEKTUBHOIO KOJHMUYECTBA TAKOTO COSIUHEHUS.

Coenunenust ¢opmynsr (I)/popmyner (II) B COOTBETCTBHMM C BapUaHTaAMHU
ocymecTBieHus 1) - 29) sABASIOTCS MOJIE3HBIMH JJIsl IPEIOTBPALISHHS/TPOPUITAKTUKH
WU JIEYEHHS pacCTPONCTB, Kacaromuxcs peuentopos EP2 u/unu EP4.

Omnpenenennble coenuneHus Qopmynsl (I)/dopmyner (II) B cooTrBeTCTBHH C
BApUAHTAMHU OCyLIeCTBJEHUS 1) - 29) nDEeMOHCTPUPYIOT CBOK OHOJOTHYECKYIO
AKTUBHOCTb B Ka4eCTBE MOAYJSITOPOB pelenTtopoB npocrarnaiauia-2 EP2 w/unu EP4
B OHOJIOTMYECKOM OKpY)X€HUU (T.€. B NPUCYTCTBHUH OIHOIO WU HECKOJIbKHUX
¢bepMeHTOB, CMNOCOOHBIX pa3pylIaTh KOBAJEHTHYI CBS3b, NPUCOEAWHEHHVIO K
KapOOHUJIPHOW TpyIIle, TaKUX KaK aMuaasa, dcTepasa Ui JTO0O0W MPUTOAHBIA WX
5KBHUBAJICHT, CIIOCOOHBIH CHUMATh NMPOJEKAPCTBEHHYIO IPYNIy € IPynIbl KapOOHOBOH
KHUCJIOTHI).

3a0oneBaHussMH UIU paccTpoiicTBammu, Kacaromumucs EP2 w/unu EP4
peLenTopoB, ABISAIOTCS, B OCOOEHHOCTH,

o 3JI0Ka4eCTBEHHOE HOBOOOpa3zoBaHue (B 0COOEHHOCTH, MEJAHOMA, BKIIFOYAs
METACTaTUYECKYI) MEJIaHOMY, pakK JIETKMX, BKJIIOUYasi HEMEJIKOKIETOUYHBIN paK JIETKUX;
pak MOYEBOTO My3bIps, BKJIOUas pak CaMOro MOYEBOTO MY3bIps, yPOTEIHUAIbHO-
KJIETOYHYI0O KapLUMHOMY, KapLUUHOMBI TOYeK, BKJIOUAas MOYEYHO-KJIETOUHYIO
KapLUHOMY, METACTaTUUYECKYK MOYEYHO-KJIETOUYHYIO KapLUUHOMY, METaCTATHYECKYIO
CBETJIOKJIETOYHYIO  KapUUHOMY  TIOY€K;  3JIOKaYeCTBEHHbIE  HOBOOOpAa30BaHUS
JKENyJOYHO-KUIIEYHOTO TpPakTa, BKJOYas KOJOPEKTalIbHBII pak, MeTacTaTU4YeCKUuH
KOJIOPEKTAJbHBIA paK, CeMEeWHbI ameHoMaro3Hblii monuno3 (FAP), pax numesona,
paKk >Kelyaka, pak >KeI4HOrOo MNy3bIps, XOJAHTHOKapLUHOMY, TeNaTOLEeNI0JSPHYIO
KapUUMHOMY M paK TMOAXENIyJAOYHOM Keje3bl, TaKOW Kak aJeHOKapLUHOMA
MOJKENYyJOYHOHN jKeje3bl UM JyKTajlbHas KapLUMHOMA MOAXKENIyIJO4YHOH JKeJle3bl;, pak
SHIOMETPUS;, paK AMYHUKOB;, paK LIEHKH MAaTKHU,; HelpoOiacTomMa;, pak MpeacTaTelbHOMI
JKeJle3bl, BKJII0Yas KacCTPAallMOHHO-PE3UCTEHTHBIM pakK MpeACTaTEeNIbHON JKeNe3bl;
OIYXOJIU FOJJOBHOIO MO3ra, BKJIOYas METacTa3bl B IOJIOBHONW MO3T, 3JI0KaUYE€CTBEHHbIE

IJIMOMBI, MYJbTU(GOPMHYIO TJIHOOJACTOMY, MEAyJuIo0JIacTOMy, MEHHHTHOMBI, pakK
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MOJIOYHOM 3Keje3bl, BKJIOUas TPUXKAbl HEraTUBHYI KapLUHOMY MOJIOUYHOH XeJe3bl,
ONYyXOJU POTOBOM MOJOCTH, OMYXOJU HOCOTJIOTKH, TOPAaKaJbHBIN pak;, pak rOJOBBl U

meu,

2

J€UKO3bl, BKJIKYass OCTPBIH MHUEJIOUIHBIA JIEHKO3, T-KJIETOYHBIA JIEHKO3
B3POCJIBIX; KAapLUUHOMBI, aJ€HOKAPLUUHOMBI, THPEOUAHAs KAapPLUUHOMA, BKJIKOUAs
NAMUJUIIPHYI0 TUPEOMAHYK KapUMHOMY, XOpUOKapuuHoma, capkoma Iwunra;
ocTeocapkoma; pabnomuocapkoma; capkoma Kamowmu; qsumdomsbl, BrIto4as TuMdpoMy
bepkurra, numdpomy Xomxkkuna, tuMmpomy MALT-Tuna, MHOKECTBEHHbIE MHUEIOMBI;
U ONYXOJIM, HHAYLHPOBAHHBIE BUPYCOM, B OCOOEHHOCTH, MEJIAaHOMA, paK JIETKHUX; pak
MOYEBOrO My3bIpsi; KApUUHOMBI TOYEK, 3JIOKAYECTBEHHbIE HOBOOOpA30BaHUS
JKEJyJOYHO-KUIIEYHOTO TPaKkTa, pak SHAOMETpPUs, paKk SUYHUKOB, paK IIEeHKU MaTKH,;
u HelipobiacToma);

a Takke najbHedmmue 3a00JieBaHUS WM PacCTPONCTBA, Kacawmuecs EP2 u/unu

EP4 peuentopos, Takue Kak:

o 6onp (B ocobOeHHOCTH, BOcmajuTeNlbHass Oonxb U OoJie3HEHHAas
MEHCTpyaIus);

o SHIOMETPHUO3,;

L4 aYTOCOMHO-HOMHHaHTHOﬁ IMOJIUKUCTO3HAaA 60.]'[63Hb IMOYCK,

o OCTpbI€ MIIEMHYECKUE CUHAPOMBI Y OONBHBIX C aTEPOCKIEPO3OM;

L4 IIHEBMOHUSA, U

o HelipojereHepaTuBHble  3a00jeBaHus,  BKJIKOYas  aMHOTPOPHUUECKUH

JaTepanbHbI  CKJIepo3, ynap; Oone3np IlapkuHcona, Oone3Hb AunbureiiMmepa u
cBszanHas ¢ BUY nemennus;

. U, B fonoiHenue kK 3Ttomy, EP2 u/unn EP4 aHTaroHuCTH MOKHO MPUMEHSITh
IJIS KOHTPOJIS JKEHCKOH (hepTUIIBHOCTH.

Coenunenust ¢opmynsl (I)/popmynst (II) B coorBercTBHM ¢ JIOOBIM U3
BApPUAHTOB OCylIecTBeHUs: 1) - 29), B 4aCTHOCTH, SIBJISIFOTCS MOJIE3HBIMH B Ka4eCTBE
TEPaNeBTUYECKUX CPEACTB JUIsl MPENOTBPALIEHUs/TPOPUIAKTUKA HIIH  JICYEHHS
3JI0Ka4Y€CTBEHHOr0 HOBOOOpa3oBaHus. KX MOXHO NPUMEHSATh B BHUAE OTIEJIbHBIX
TEpaneBTUYECKUX CPEACTB MJIM B KOMOMHAIMM C OJHUM HJIH HECKOJbKUMH
XUMHOTEPANEBTUUECKIMH CPEACTBAMH W/WJIM paguoTepanueil W/WiM TapreTHOM
tepanueili. Takoe KOMOMHHPOBAHHOE JIEUEHHE MOXHO OCYLIECTBISATH OJHOBPEMEHHO,

pasa€ibHO UJIKM B TCHEHUEC HCKOTOPOIO BPEMECHHU.
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Takum oOpa3oMm, wu3zoOpeTeHHe TakXkKe OTHOCUTCH K (apMameBTHYECKUM
KOMIIO3UIUSAM, COAEpIKAUM PpapMaleBTUUECKH TPUEMIIEMOE BEIIECTBO-HOCUTEINb, U:

o coenqunenue Qopmynsl (I)/popmynsr (II) B coorBercTBUM C nHOOBIM U3
BApUAHTOB OCyINecTBiIeHuUs 1) - 29);

o U OJHO MJIHM HECKOJbKO LUTOTOKCHYECKUX XHUMHOTEPANeBTUUYECKUX
CPEncTB.

Takum oOpa3om, u3o0OpeTeHne, KPOMe TOrO, OTHOCUTCS K HaOOpy, coaepiKaimemMy

o (apManeBTUUECKYI0 KOMITIO3UIIUIO, II€ YKa3aHHAsi KOMIO3HIUS COAEPIKUT
(apManeBTUYECKH TPUEMIIEMOE BEIIECTBO-HOCHUTENb, U:

»  coenunenue ¢opmynsl (I)/bopmynsr (II) B cooTBercTBUUM € JHOOBIM U3
BAPUAHTOB OCyInecTBiIeHUs 1) - 29);

o U HWHCTPYKIUH, KaK TPUMEHATb YKa3aHHYK (apManeBTUUECKYIO
KOMIIO3HUIUIO ISl MPEAOTBPALISHUS/TPOPUIAKTHKH WU JICUEHUS 3JI0OKAYECTBEHHOTO
HOBOOOpa3oBaHUS B KOMOMHAIIMU € XUMHUOTEpanmued W/Wiu paguoTepamueid u/uiau
TapreTHOU Tepamnuen.

Tepmunsl "paguorepanuei” wunm "nydeBas Tepanus” uiIu "paguanuoOHHAas
OHKOJIOTHA" OTHOCSTCS K MEJUIMHCKOMY NPHUMEHEHUI0 MOHU3UPYIOINETO HM3JyUYEHHS
ons  mpenorBpamieHusi/mpodunakTuku  (agbIOBAHTHAS Tepanusi) W/UIW JICYEeHUs
3JI0KaUY€CTBEHHOI0 HOBOOOpa3OBaHUSA, BKJIOYAas HAPYXHYI U  BHYTPEHHIOIO
paguoTepanuio.

Tepmun "rapretHas Tepamus" OTHOCHUTCS K INPENOTBPAIIEHHUIO/TIPOPUIAKTHKE
(anbprOBaHTHAs TEpaAMus) W/ WM JICYSHHUIO 3JI0KAYECTBEHHOrO HOBOOOPA30OBAHUSI OJHUM
WM HECKOJbKHMH AHTHHEOIUIACTHUYHBIMH CPEACTBAM, TAKMUM KaK Malibleé MOJEKYJIbI
WIN aHTUTENa, KOTOPbIe NEHCTBYIOT HAa KOHKPETHBIC THUIIbI 3JIOKAYECTBEHHBIX KJIETOK
WIN CTPOMAJBHBIX KJIETOK. HekoTopble THUMBI TapreTHOW Tepanuu OJOKHPYIOT
OeWCTBUE OMNpeNesIeHHbIX (EepPMEHTOB, OENKOB HJIM JPYTHUX MOJIEKYJ, BOBJICUCHHBIX B
POCT U pacnpoCTpaHEHUE 3J0KAYECTBEHHBIX KJETOK. Jlpyrue Tumbl TapreTHOU
Tepamuyd T[OMOTAalT HMMMYHHOH cucTeMe yOHBaThb 3JI0KaUYE€CTBEHHBIE KJIETKH
(MMMyHOTepanusi), WIN WHTHOUPYIOT aHTHOTEeHe3, POCT W OOpa3oBaHHE HOBBIX
KPOBEHOCHBIX COCYJOB B ONYXOJH, HWJIH JOCTaBISAIOT TOKCHYHBbIE BEIIECTBA
HEMOCPEJICTBEHHO B 3JI0KaUYE€CTBEHHbIE KJIETKH M yOuBaroT ux. IIpumepom TapreTHOMH
Tepamuy, KOTOpas, B YACTHOCTH, SIBISETCA NPUTOAHON 11 KOMOWMHHMPOBAHHS C

COCAMHCHUAMHU HACTOAIICTO I/1306peTeHI/I$I, ABJIACTCA UMMYHOTEpAaNnusi, B OCO6€HHOCTI/I,
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UMMYHOTEpPAMNusi, TApTeTUPOBAHHAS HAa PELIENITOP MPOrpaMMHUPYEMON CMEPTH KJIeTKH 1
(PD-1 peunentop) mnm ero nurasa PD-L1 (Zelenay u ap., 2015, Cell /62, 1-14;
Yongkui Li u gp., Oncoimmunology 2016, 5(2):¢1074374).

IIpn npumenenun B komOuHanuu ¢ coeguHeHussmu popmyasr (I)/popmynsr (11),
TEPMHUH "TapreTHas Tepanus", B 0COOEHHOCTH, OTHOCHUTCS K CPEACTBAM, TAKUM KakK:

a) Huruburopsl peuenTtopa snuaepmaibHoro ¢akropa pocra (EGFR) wuam
Onokupyrwmue antutesaa (Hanpumep, repuHuTHO, 3pAOTUHUO, adaTUHUO, UKOTUHUO,
JanaTuHUO, MaHUTYMyMal, 3anyTyMmymad, HUMOTYy3yMa0, MaTy3ymald u nerykcumad);

b) Hurubutoper RAS/RAF/MEK  nyrtu  (mampumep, BemypadeHuo,
copapenund, nabpadenud, GDC-0879, PLX-4720, LGX818, RG7304, tpameTunud
(GSK1120212), xobumetnnund (GDC-0973/XL518), 6uanmernnud (MEK162, ARRY-
162), cenymetnnud (AZD6244)),

c) Huruburtopsl apomMarasbl (HampuMmep, 3KCEMeCTaH, JIETPO30J, aHACTPO30JI,
BOp030J, popmecTaH, ¢panpo3on);

d) Haruburopel aHruoreHesa, B ocoOenHHoctu, wuHruOuroper VEGF
CUTHaJIM3aIlMU, Takue Kak Oemany3umad (aBacTuH), pamynupymad, copadeHud wiu
AKCUTUHUO;

e) HHrubutopsl HMMYHHBIX KOHTPOJIBHBIX TOueK (Hampumep: aHTU-PDI
aHTHTENa, Takue Kak mnemOponusymad (mambponuszymad, MK-3475), HuBOMyMAaO,
nuauinzymad (CT-011), AMP-514/MED10680, PDR0O0O1, SHR-1210; REGN2810,
BGBA317, cautHble Oenku, TapreTupoBanHble Ha PD-1, Takue kak AMP-224; manbie
Mosiekynbel - aHTU-PD1 cpeactBa, Takue kak, Hampumep, COCAUHEHUS, PACKPBIThIE B
WO02015/033299, W0O2015/044900 u W0O2015/034820;, antu-PD1L anTutena, takue
kak BMS-936559, arezonmmzymab (MPDL3280A, RG7446), MEDI4736, aBenymad
(MSB0010718C), nypsanymad (MEDI4736); antu-PDL2 aHTHTENna, Takue Kak
AMP224; antu-CTLA-4 aHTuTena, Takue Kak HOUIUMyMad, TpeMuimymald, aHTHU-
mumdpountaktupupyromuidi ren 3 (LAG-3) - anturena, takue kak BMS-986016,
IMP701, MK-4280, ImmuFact IMP321; auTH-T-KJIe€TOYHBIH HMMYHOTJIOOYIUH
mynus-3 (TIM-3) - antutena, takue kak MBG453; antu-CD137/4-1BB anTuTena,
Takue KakK BMS-663513/ypenymad, PF-05082566; aHTHU-T-KJIeTOUHbIN
ummyHopenentop ¢ Ig u ITIM nomenamu (TIGIT) - anTurena, takme kak RG6058
(anTu-TIGIT, MTIG7192A);
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f)  Meronpl,  BKIOUAKONME  BakUMHALUIO  (Hampumep, BaKLIMHALIUS
OEHIPUTHBIMU KJIETKaMM, BaKUHMHALMSA NenTuaoM uau OenkoMm (Hampumep, gplO0
nentunoMm unu MAGE-A3 nentugom);

g) IloBTOpHOE BBEJEHHE MOJYYEHHBIX OT OOJBHBIX HJIM AJJIOTEHHBIX (YYXKUX)
3JIOKQYECTBEHHBIX  KJIETOK, TE€HETHYeCKM MOAM(PULUPOBAHHBIX ISl CEKPELHH
UMMYHOMOAYJIUPYIOUX  (GAaKTOPOB,  TaKUX  KaKk  BakOUHAa Ha  OCHOBE
TPaHCHUIIUPOBAHHBIX reHOM IPaHyJIOLUTAPHOTO-MOHOLIUTAPHOTO
kosonuectumyupyromero ¢akropa (GMCSF) onyxoneBbix kietok (GVAX), unu
BaKLIMHA HAa OCHOBE TpaHCPUUHUPOBAHHBIX TIE€HOM Juranna fms-nmogoOHOMN
tupo3unkuHasbl-1 (FIt-3) onyxonessix kinetok (FVAX) unu BakumHa Ha ocHOBe GM-
CSF onyxoneBsx kJeTOk, oborameHHbx Toll-monodusim penenropom (TEGVAX);

h) AponTuBHas  MMMyHOTepamuss Ha  OCHOBe  T-KJIETOK,  BKJIOYas
CKOHCTPYUpPOBaHHble T-KJIETKM C XUMEpPHBIM aHTUTeHHbIM peunentopom (CAR)
(manmpumep, CTLO19);

1)  Tepamuss Ha OCHOBE LMTOKHHOB HWJIHM HMMYHOLUHTOKHHOB (Hampumep,
anba-unreppepoH, Oera-untepdepon, ramma-uHTepPEepOH, HUHTEPICHKUH 2,
UHTEpJIekuH 15);

j)  Aronucrel Toll-nogobueix peuentopoB (TLR) (manpumep, pesuxksumon,
UMHUKBUMOJ, ToKonupano3mwi-munua A, CpG onurone3oKCUHYKIJIEOTU B ),

k)  Amnanoru tanupomuna (Hampumep, JEHAJTUAOMHUI, TTOMATUIOMHUN);

1)  Huruburoper uagonamuH-2,3-auokcurenassl (IDO) w/unm tpuntodpan-2,3-
nuokcurenassl (TDO) (manpumep, RG6078/NLG919/GDC-0919; unnoxcumon/IMT
(1-metuntpunrtodpan), INCB024360/snakagocrar, PF-06840003 (EOS200271),
F001287);

m) AKTUBATOPBl T-KJIETOYHBIX KOCTUMYJHUPVIOIIUX pPELENnTOpOB (Hampumep,
anTu-0X40/CD134 (HancemeicTBO penentopoB GakTOPOB HEKPO3a OMYXOJIH, WieH 4,
takue kak RG7888 (MOXRO0916), 9B12; MEDI6469, GSK3174998, MEDI0562),
aHTH-0X40-nmurann/CD252; aHTU-CEeMENHBIN reH TITIOKOKOPTUKOU -
unayuuposanHoro TNFR (GITR) (rakme kak TRX518, MEDI1873, MK-4166, BMS-
986156), antu-CD40 (cymepcemeiictBo peuentopoB TNF, unen 5) anturena (Takue
kak gaunety3ymadb (SGN-40), HCD122, CP-870,893, RG7876, ADC-1013, APX005M,
SEA-CD40); antu-CD40-nmurann anturena (rakue kak BG9588); antu-CD27

aHTHUTEJa, TAKUE KaK Bapuiaymad);
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n) Monekyabl, CBA3BIBAKONIME ONyXoJecnenu(puueckuii aHTUTE€H, a TaKxke
NOBEPXHOCTHBINI Mapkep T-kierok, Takue Kak Oucnenupuyeckue aHTUTENA
(manpumep, RG7802, tapreruposanHoe Ha CEA u CD3) unu ¢parMeHTH aHTUTE,
MUMETHYEeCKHe OeNKM — aHTUTeja, TaKue KaK CKOHCTPYHpPOBaHHbIE OeJku ¢
aHkupuHOBBIM moBTOpoM (DARPINS), npusnekarouuii T-knerkn Oucnenuduyeckuit
aktuBatop (BITE, nanpumep, AMG103, AMG330);

0) AHTHUTEeNa WJIM HMHTCUOUTOPBI € HHU3KOHW  MOJIEKYJSIPHOH  Maccoi,
TapreTUPOBAHHBIE HA peLenTop KojJoHuecTumyaupyromero ¢akropa-1 (CSF-1R)
(mampumep, smakty3ymad (RG7155), kabupanuzymab (FPA-008), PLX3397);

p) ATreHTBl, TapreTHPOBAaHHBIE HAa KOHTPOJbHBIE TOYKHM HMMMYHHBIX KIIETOK,
€CTEeCTBEHHBIX KJIETOK-KHJIJIEPOB, Takue KaK aHTHUTEJA MPOTHUB
UMMYHOTJIOOYTUHONONOOHBIX  penentopoB kieTtok-kuiiepoB (KIR), Hampuwmep,
mupunymad (IPH2102/BMS-986015);

q) ATreHTBl, TapreTUPOBaHHbIE Ha  AJCHO3WHOBBIE  PELENTOPbl  WJIHU
skToHyknea3bsl CD39 u CD73, koropble npespamaroT ATP B aneHO3uH, Takue Kak
MEDI9447 (amtu-CD73 antureno), PBF-509; CPI-444 (aHTaroHucT penentropa
aneHo3mHa A2a).

IIpu npuMeHeHnn B KOMOMHaNuu ¢ coenuHeHussMu ¢opmyansl (I)/dopmynsr (II),
UHTUOUTOPBI UMMYHHBIX KOHTPOJIBHBIX TOYEK, Takue KaK MePEedyHCICHHbIE B IYHKTE
d), u, B 0cOOEHHOCTH, Te, KOTOPbIE TAPreTUPOBAHBI HA PELENTOpP MPOrpaMMHUPYEMOi
cmeptu  kyerku 1 (PD-1 peumentop) wunum ero surang PD-L1, sBasworcs
NPEeANOYTUTENbHBIMU.

Tepmun  "xumuorepanus"  OTHOCHUTCS K  JIGUEHHUIO  3JIOKAUYECTBEHHOIO
HOBOOOpa3oOBaHUS OTHUM U HECKOJbKUMH IUTOTOKCUYECKIUMHU
AHTUHEOIJIACTUYHBIMU cpencTBaMu ("LHUTOTOKCUYECKUMH XHUMHOTEPANeBTHUYECKHMHU
cpeacTBaMu"). XUMHOTEPANHIO YaCTO MPUMEHAIOT B COUYETAHUHM C APYTHMU THIAMH
JeYeHHs] 3JIOKAYECTBEHHBIX HOBOOOPA30BAHWM, TAKMMHU KaK JydeBas Tepamus WU
XUPYPTUYECKOE BMELIATENIbCTBO. TE€pMHUH, B OCOOCHHOCTH, OTHOCHUTCS K OOBIYHBIM
IUTOTOKCUYECKHM XUMHOTEPANIEBTUUECKUM CPEACTBAM, NE€HCTBUE KOTOPBIX BBI3BIBAET
rubesp KJIEeTOK, KOTOPBIE NENATCS CIUIIKOM OBICTPO, UTO SIBISETCS OOHUM U3 TIIaBHBIX
CBOWCTB OOJBIIMHCTBA 3JIOKAYECTBEHHBIX KJeTOK. [Ipm XUMUOTEpamuu MOKHO
OPUMEHSTh OAWH JIEKAPCTBEHHBIH mpemnapar 3a mnpueM (OJHOKOMIIOHEHTHas
XUMHOTEPAIHNs) UIu HECKOJIbKO JE€KapCTBEHHBIX npenapaTon cpasy

(koMOMHUpOBaHHAsT XMMHOTEpaNnus WM NOJUXUMHOTEpanus). XUMUOTepamus C



10

15

20

25

30

115

UCIIOJIb30BAHUEM JIEKAPCTBEHHBIX IPENapaToB, KOTOPble OOPETAIOT LUTOTOKCHYECKYIO
AKTUBHOCTb TOJIBKO NpPHU BO3AEHCTBUS CBETA, Ha3blBaeTCs (poTOXMMHUOTEpamued HiIH
doToguHaMUYECKON Tepanuen.

Tepmun "HUTOTOKCUYECKOE  XHUMHOTEpPANeBTUUECKOEe  CpeAcTBo” Uu
"XUMHOTEpaneBTUYECKOEe CPEeACTBO" B KOHTEKCTE MAHHOW 3asiBKHM OTHOCHTCS K
AKTUBHOMY AaHTHUHEOIJIACTHYHOMY CpPEACTBY, WHAYLUUPYIOIIEMY afomnTo3 WU
HEKPOTHYECKYIO THubenb KiaeToK. [Ipu mpuMeHeHHH B KOMOWHALMHU C COENMHEHUSIMH
dbopmynsl  (I)/popmynsr  (II), TepMuH, B OCOOEHHOCTH, OTHOCHUTCA K OOBIYHBIM
LUTOTOKCHYECKUM XUMHOTEPANEBTHUECKUM CPEACTBAM, TAKUM KaK:

a) aIKUIHpPYKIIHE CpencTBa (HampuMmep, MeXJOPITaMUH, XJIOPaMOYIHI,
nukiodochamun, udochamun, CTpenTO30UUH, KAPMYCTHH, JIOMYCTHUH, MeydanaH,
nakapOa3uH, TEMO30JIOMUA, (POTEMYCTHH, THOTENA UJIK aJTPETAMHH, B OCOOEHHOCTH,
nukinodochamun, kapmycTuH, Mendanan, nakapOba3uH UIH TEMO30JIOMUN ),

b) JekapcTBeHHBIE TIpemapaTbhl Ha OCHOBE IUIaTHHBI (B OCOOEHHOCTH,
LUCIIATUH, KapOOIJIATHH UJIH OKCAJIHIIIATHH );

C) aHTUMeTaOOJNUTHBIE  JIEKAPCTBEHHBIE  Mpemnaparel  (Hampumep,  S-
dropypauun, ¢onueBas KUCIOTa/IIEHKOBOPHUH, KameuuTaOWH, O-MepKanTOMypHH,
MEeTOTpeKcar, reMuutabuH, nurtapabuH, ¢aynapaOuH uUIM TEeMeTpeKceln, B
ocobenHoctu, S-propypaumin, ¢GonueBas KHCIOTa/JIeHKOBOPUH, KameuuTaOWH,
METOTpeKCcaT, FreMUUTA0OUH WIH IeMeTpPeKcen);

d) mpormBOOMyXOJEBbIE aHTUOUOTUKH (Hampumep, nayHOPYOUIUH,
OOKCOPYOMLMH,  3NUPYOMIMH, UAApyOWIMH,  AaKTHHOMHULOHWH-D,  OJeOMHULIHH,
MUTOMHUIUH-C HJIM MUTOKCAHTPOH; B OCOOCHHOCTH, JOKCOPYOHIINH);

€) UHruOUTOpPHI MUTO3a (HAampUMep, MaKJIUTAKCeN, HOIeTaKceN, NKCaOenuIoH,
BUHOJACTHH, BHHKPUCTHH, BUHOPEJONH, BUHIE3UH HJIH 3CTPAMYCTHH, B OCOOEHHOCTH,
NAKJIUTAKCEeJ, TOLEeTaKCeN, UKCAOCMUIOH UM BUHKPUCTHH ), UJIU

f)  uHruOurtopsl  Tomom3omepasbl  (HampuMmep, OSTONMO3HJA, TEHHUIIO3UI,
TOINOTEKAaH, UPUHOTEKAH, NU(PIOMOTEKAH HIJIM 3JTOMOTEKaH, B OCOOCHHOCTH, 3TOMO3HU
WU UPUHOTEKAH).

IIpu npumeHeHun B KOMOMHauuu ¢ coequaeHussMu ¢opmyasl (1)/dopmynsr (11),
NPEeANOYTUTEIbHBIMH ~ LUTOTOKCUYECKUMH XHMHUOTEPANeBTUUYECKUMH CPEICTBaAMU
ABJISIOTCA  BBIMIEYNOMSIHYTbIE  aJIKUIHUpyHOIMHe  cpencrsa (B 0coOEHHOCTH,
doremyctun, uumkinopochamun, wudochamun, KapMyCcTHH, nakapObasuH U UX

npoJjcekapCTBa, TAKHEC KaK, B OCO6€HHOCTI/I, TEMO30JIOMH HIINU Q)apMaHeBTI/ILIeCKI/I
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IpUEeMJIEMbIE COJM 3THUX COEJUHEHUN, B YAaCTHOCTH, TEMO30JIOMHA), HHTHOUTOPBI
Muto3a (B OCOOEHHOCTH, MAaKJUTaKCesJ, JOOIeTaKces, WKCA0emuJIoH, WU
(bapManeBTUUECKH NPUEMIIEMbIE€ COJIM 3THX COCIMHEHMI; B YaCTHOCTH, MAKJIUTAKCEN);
JeKapCTBEHHbIE IMpenapaTtsl Ha OCHOBE IUIATHHBI (B OCOOEHHOCTH, LHCIJIATHUH,
OKCAJIMIIJIATUH M KapOOIJIaTHH); a TaKXKe 3TOMO3U] U FreMIUTa0uH.

XHUMHOTEPANHUIO MOKHO OCYLIECTBIISITh C JIeueOHOH IeIbI0 MIJIM OHAa MOXKET OBbITh
npeaHa3HaueHa IJis TPOAJICHUS KU3HU UJIH CMSTUYEHUSI CUMIITOMOB.

o KomMOWHHpPOBaHHBI METOJN JIEYEHHs] C TPUMEHEHHEM XHUMHOTEparuu
O3HAa4YaeT NPUMEHEHHUE JIEKAPCTBEHHBIX IMpernaparoB BMeCTe€ C JPYTHMH THIAMH
JeYeHHs] 3JIOKAYECTBEHHBIX HOBOOOpA30BaHWM, TAKUMHM KakK JiyuyeBas Tepamus HIH
XUPYPTUYECKOE BMEIIATENbCTBO.

. UnaykuuoHHass XUMHUOTepamnusl sBIsieTcs Tepanuedl "mepBoil JuHUUK"
3JI0Ka4Y€CTBEHHOT0 HOBOOOpA30BaHUS  XHUMHOTEPANEBTUYECKHM  JIEKAPCTBEHHBIM
npenaparoM. DTOT THII XUMHOTEPANUH IPUMEHSIOT 15 JIeueOHOH LenH.

o 3aKpensSIO MY XUMHOTEPANIHIO OCYIIECTBISIIOT MOCIE PEMHUCCUH C LENBIO
npoaNuTh o0Inee BpeMs >KH3HH O3 NMPU3HAKOB 3a00JeBaHUA M YIYYLIUTh OOMIYIO
BbDKMBA€MOCTb. JIekapCTBEHHBIM I@penapaTr, BBOAMMBIA B JaHHOM Cly4ae,
InpeacTaBisieT cOOOH TOT K€ JEKAapCTBEHHBIN Ipernapar, ¢ MOMOINbI KOTOpPOro Obuia
TOCTUTHYTA PEMUCCHS.

J VYcunenHass XUMHOTEpanus UAEHTHYHA 3aKPEeIUISIIoed XUMHUOTEpanuu, HO
NPUMEHSIOT JIEKApCTBEHHBbIN IpenapaTr APYroi, 4yeM NPUMEHSIN AJS WHAYKIHUOHHOMH
XUMHOTEPAINHH.

o KomOuHupoBaHHAasi ~ XUMHUOTEpAmnus  BKJIOYAeT JIEYEHHE  MalUeHTa
HECKOJBKUMH  Pa3JIMYHBIMH  JIEKAPCTBEHHBIMH  IIpernapataMd  OJHOBPEMEHHO.
JlekapCTBEHHBIE TMpenaparbl Pa3jUYAOTCS IO MEXaHU3MYy HEHCTBUS U TOOOYHBIM
sppexram. CampiM OONBIIUM MNPEUMYLIECTBOM SBJISIETCS MHHHMH3ALHS IIAHCOB
pPa3BUTHS PE3UCTEHTHOCTU K KaKOMY-JIMOO OTHOMY mpenapaty. Takxe JTeKapCTBEHHBIE
mpenaparel 4acTO MOJKHO TPUMEHATh B 0o0jJee HHU3KUX J03axX, 4YTO CHHUIKAET
TOKCUYHOCTD.

o HeoanbroBaHTHYIO XHMHOTEPANHIO OCYLIECTBISIOT JO MECTHOTIO JIEYEHHS,
TaKOr0 KaK XMPYPruueckoe BMEINAaTeNbCTBO, U OHA MpEeJHAa3HA4YeHa ISl YMEHBIIEHUS
nepBuYHON  omyxonu. Ee  Takke  OCYmECTBIAKT MNPHU  3JOKAYECTBEHHBIX

HOBOO6pa30BaHI/IHX C BBICOKHM PUCKOM MHUKPOMETACTATUICCKOTO 3a00JieBaHUSI .



10

15

20

25

30

117

J ANIBIOBAHTHYIO XMUMHOTEPANHUIO OCYLIECTBJSIIOT NOCJIE€ MECTHOrO JIEYEeHUs
(papmoTepanuu UM XUPYPTUYECKOro BMeIIaTeabcTBa). Ee MOXHO NpPHUMEHSTh NpHU
OTCYTCTBUU JOCTAaTOYHBIX J0OKAa3aTeJbCTB HaJIn4us 3JI0KaYE€CTBEHHOTO
HOBOOOpA30BaHMsI, HO M MNPHUCYTCTBUA pucka peuunuBa. OHa Takke IMOJE3HA IS
UHAYLHPOBAHUS Trubenu JMOOBIX PaKOBBIX KJIETOK, KOTOpblE pPAacCHpOCTPAHHINCH B
Apyrue 4YacTu Teja. OTH MHKPOMETAcTa3bl MOXKHO JIEUUTh aABbIOBAHTHOM
XUMHOTEpanueid W MOXKHO YMEHBIIUTh YaCTOTy PELUIUBOB, BBI3BAHHBIX STUMH
paccpenoTOUEeHHBIMU KJIETKaMH.

o [MonnepxkuBaromas XUMHOTEpANus MpPeACTaBisieT Cco0OW MOBTOPHOE
Je4yeHHne HU3KUMU 103aMU ISl IPOJAJIEHUS] PEMUCCH .

o CnacaTenbHyl0 XHMHUOTEpANHUI0 MM NATJHATUBHYIO XUMHOTEPAIHUIO
OCYINECTBJISIIOT 0Oe3 Je4eOHOW LeNd, a MPOCTO, YTOOBl YMEHBUIUTb OMYXOJEBYIO
Harpy3kKy M yBEJIUYHUTb NPOJOJKUTENbHOCTb JKU3HU. IS 3THUX pEXUMOB B LEJIOM
OKHMaeTCs NyYIHil MpOoQHIb TOKCUYHOCTH.

Tepmun "OmHOBpEeMEHHO", KOTla OH OTHOCHUTCS K THUIY BBEACHHUs, O3HAYAET B
HacToslllell 3asiBKe TO, YTO YKa3aHHBII THUIN BBEAEHHUS 3aKJIOYaeTCs BO BBEJAEHHUU
(mpuMeHeHHMH) OBYX WM OOJBLIEr0 4YMCJIAa AKTHUBHBIX KOMIIOHEHTOB W/HMJIM METOJOB
Je4eHHusl B NMPUOJM3UTEIBbHO OJHO U TO K€ BpeMs; INpUYEM CJIEeAYeT NMOHUMAaTh, 4YTO
OJIHOBPEMEHHOE BBeJeHUEe (IPUMEHEHNE) PUBENET K BO3AEHCTBUIO HAa CYOBEKT IBYX
i OOJIbIIEro Yucjaa aKTUBHBIX KOMIIOHEHTOB W/UJIM METOJOB JICUEHHS] B OJHO U TO
ke Bpems. Korga BBeneHHE OCYLIECTBISAETCS OJHOBPEMEHHO, yKa3aHHBbIE BA WUIHU
Oosiblee YHMCIO AKTUBHBIX KOMIIOHEHTOB MOJKHO BBOJAUTH B KOMOWHAIUU
(UKCUPOBAHHBIX /03, WM B 3KBUBAJEHTHON KOMOMHAIUM HE(PUKCUPOBAHHBIX 103
(Hampumep, € HCHOJb30BAHHEM JBYX WJIM OOJNBLIEro 4YHUCIA  Pa3JUYHBIX
(apManeBTUYECKUX KOMIO3HIUH, MOJIJIEKAIHUX BBEACHHUIO OJHUM U TEM XK€ MyTeM
BBEJAEHHS B NMPUOJU3UTENHHO OAHO U TO XK€ BPEMsi), HJIM C MOMOIIbID KOMOWHAIUU
HEe(QUKCUPOBAHHBIX 103 C HMCIOJIb30BAHUEM JBYX HJIH OOJBIIErO YHCIA Pa3IUYHBIX
nyTell  BBeJeHHUs, IA€ YKa3aHHO€ BBEJeHHE TMPUBOAUT K  MPAKTUUYECKHU
OTHOBPEMEHHOMY BO3JEHCTBHIO Ha CYOBEKT ABYX WM OONBIIEro 4YHMCIa aKTHUBHBIX
KOMIIOHEHTOB W/WJIN METOAOB JieueHuss. Hanpumep, npu npuMeHeHUH B KOMOMHALNH C
XUMHOTepanueil w/unu npuronHoil TaprerHod tepanueit, EP2/EP4 anHTaroHucTsI
HACTOSIIIEero N300pEeTeHUs MPEAINOoaraeTcs NIPUMEHATh "OJHOBPEMEHHO" .

Tepmun "komOuHanuss (UKCHUPOBAHHBIX A03", KOTrJa OH OTHOCHUTCS K THIY

BBCACHHsA, O3HA4Yac€T B HaCTOﬂH_IefI 3asdBKE€ TO, 4YTO YKaSaHHbIﬁ THII BBCIACHUA
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3aKJIF0YAeTCs BO BBENEHUU OIAHOW €JUHCTBEHHON (papMaLeBTHYECKON KOMIIO3UIIHH,
coaepkaliel 1Ba WM OOJbIIEE YUCIO AKTUBHBIX KOMIIOHEHTOB.

Tepmun "pasnenbHO", KOrmga OH OTHOCHUTCSA K THIy BBEIEHMS, O3HAdaeT B
HacTosIed 3asBKe€ TO, YTO YKAa3aHHBIH THUI BBEJEHUS 3aKJII0OYAETCS BO BBEAEHUH
(IpuMeHeHnH) ABYX WM OOJBIIEro YMCJIAa aKTUBHBIX KOMIIOHEHTOB W/MIIM METOJOB
Je4eHUs] B pa3Hble MOMEHTBI BPEMEHM, NPUUEM CJIeAyeT NMOHUMATh, UYTO pa3AejbHOE
BBeZeHHE (MpUMEHEeHUe) NpuBeaeT K ¢asze sedueHus (Hampumep, mo MeHbLier mepe 1
yac, 0coOOEHHO MO MeHbInell Mepe 6 4acoB, B OCOOEHHOCTH, MO MeHblueld Mepe 12
4acoB), B KOTOPOW CyOBEKT MOJBEPTaeTcss BO3AEHCTBUIO ABYX WM OOJBLIErO 4YHCIA
AKTUBHBIX KOMIIOHEHTOB W/WUJIW METOJOB JIEUEHUS] B OJAHO M TO K€ BpEMs;, HO
pasmenbHOE BBeNeHHE (NMPUMEHEHHME) TaK)Ke€ MOJKET TNMPUBECTH K (ase JieueHus, B
KOTOPOH B TEUEHHUE OMPENEJICHHOIr0 NMepruoaa BpeMeHU (HarmpuMmep, 1o MEHbIIeH Mepe
12 4gacoB, B OCOOEHHOCTH, MO MEHbIIEH Mepe OJAHOrO AHs) CyOBEKT MOABEpraeTcs
BO3/IEHCTBUIO TOJBKO OJAHOTO U3 ABYX WJH OOJBINETO YMCJIA AKTUBHBIX KOMIIOHEHTOB
u/unu MeTonoB JedeHHs. PasnenpHOoe BBeneHHe (IPUMEHEHHE), B OCOOEHHOCTH,
OTHOCUTCS K CHUTyaUHsIM, B KOTOPBIX IIO MeEHbIIell Mepe OAWH U3 aKTUBHBIX
KOMIIOHEHTOB H/HJIM METOAOB JIEYEHHsS BBOIAT (MPUMEHSIOT) C MEPUOAUYHOCTHIO,
KOTOpasi CYIIECTBEHHO OTJMYAETCs OT €XEIHEBHOro (Takoro Kak OJWH pa3 WM JBa
paza B AeHb) BBeAEHHUs (NMpUMEHeHus) (Hampumep, I'i€ OAUH AKTHUBHBIH KOMIIOHEHT
W/UIN METOJ JIeYeHUs BBOIAT (NMPUMEHSAIOT), HAampuUMep, OJWUH pa3 HJIM ABa pas3a B
AeHb, U APYrod BBOAST (MPUMEHSIOT), HAMPUMEp, pa3 B JBa AHSA, WIH OAWH pa3 B
He#eNIo MIM C eme OOJpIIMMHU NIpoMexyTkamu). Hampumep, mpu npuMeHEHUH B
koMOuHauuu ¢ paauorepanueii, EP2/EP4 aHTaroHUCTHI HACTOSIIETO H300peTEeHUs
IpeanojaraeTcs NpUMeHsITh "pa3iesbHO".

Ilon BBegeHueM "B TeueHHE HEKOTOPOTO BpPEMEHH" B HACTOSIIEH 3asBKE
NMoApa3yMeBaeTCsl MOCIENOBaTEeIbHOE BBeNeHHEe (NMPUMEHEHHE) NBYX WU OOJBIIEro
YUCJia AKTUBHBIX KOMIIOHEHTOB W/WUJIM METOIOB JICYEHHUs] B pasHOE BpeMs. TepMuH, B
YaCTHOCTH, OTHOCUTCSI K METOJly BBeJEeHUS (IIPUMEHEHHUS), B COOTBETCTBHH C KOTOPBIM
BCE BBeAeHHE (MIPUMEHEHHE) OJHOTO M3 AKTHUBHBIX KOMIIOHEHTOB W/HJIM METOJIOB
JeYeHHs] 3aBEpLIAIOT [0 Havaja BBeAeHUs (NMpUMEHeHHs) npyroro/apyrux. Takum
o0pa3oM, MOXXHO BBeIEHHs (IPUMEHSTHb) OJUH W3 AaKTHUBHBIX KOMIIOHEHTOB HW/WIHU
METOJIOB JICUEHHUsI B TEUCHHE HECKOJBKHX MECSIEB Nepel BBeAeHHUEM (IIPUMEHEHHEM )

Apyroro(-ux) akTUBHOTO(-bIX ) KOMIOHEHTA(-0B) W/MJIN MeTOAa(-0B) JIEUCHUS.
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BBenenue "B TedeHHE HEKOTOPOTO BpPEMEHM" TaK)Ke OXBAaTbIBA€T CUTYyalUH, B
kKoTopbix coenuHenue Gopmynsl (I)/popmyner (II) Oyner mpuMeHSATbCS IS JIEUEHUS,
KOTOpOe HAaYMHAETCS nocirne npeKpaleHus epBOHAYAJIBHOTO
XUMUOTEPANEeBTUYECKOro  (Hampumep, HHAYKLIUOHHOH  XMMHOTEpanuu) W/ WiH
paaMoTepaneBTUUECKOrO JEYEHUs W/MIIM JIEUEHHs IMOCPEICTBOM TapreTHOW Tepamwuu,
rae HeoOsi3aTebHO yKa3aHHOe JiedeHHe OyJeT OCYIIEeCTBIATbCS B KOMOWHALMHU C
JTOTIOJTHUTEJIbHBIM/TIPOI0JIKA0 LITUMCSI XUMHOTEPANEeBTHYECKUM W/ vu
pamuoTepaneBTHYECKUM JICYEHUEM H/HUIIH JIEYEHHEM TOCPEICTBOM TapPTeTHOW Tepanuu
(Hampumep, B KOMOHMHAUMH C 3aKpeIUIAOMEd XUMHUOTepamued, YCUIECHHOM
XUMHUOTEpanuen, abIOBAHTHOMN XUMHUOTEpanuein 1585051 MOAAEPKUBAKOLIEN
XUMHOTEpANnue; WIN WX pPaJuoTePaneBTUUYECKHMMH OJKBHBAJICHTAMH), TIE TaKoe
TOTIOJTHUTEJIbHOE/TIPOI0JIKAI0 I eeCs] XUMHOTEPANEBTHIECKOE u/un
paguoTepaneBTHYECKOe JIeUeHHUE H/UIIM JICYEHHE MOCPEACTBOM TapTEeTHOH Tepamuu
Oyner OoCyLIecTBIATHCA OTHOBPEMEHHO, pa3nesibHO HWIJIH B TEYEHHE HEKOTOPOTO
BPEMEHH B CMbICJIE€ "OCYIIECTBIEHUS HE C TOH K€ CaMON NepUOAUYHOCTBIO .

Coenunennst Qopmynsr  (I)/popmyner (II), kak omnpegeneHo B BapHaHTax
ocymecTByieHus: 1) - 29), Takxke SBIAIOTCS MOJIE3HBIMU B CIIOCO0E MOIYJHUPOBAHUS
UMMYHHOTO OTBETa y CYOBEKTa, HMEILIEro ONyXOjb, BKJIIOYAKINEM BBEIEHUE
s¢ppexTuBHoro komuvyecrBa coenuHeHus ¢Gopmynast (I)/popmyner (II) [rme, B
0COOEHHOCTH, YKa3aHHOE BBEJCHUE YKa3aHHOTO 3P EeKTUBHOrO KOJIMYECTBA MPUBOIUT
K (hapMakKoJIorudecku akTUBHOH Onokuposke peuentopos EP2, wnu peuentopos EP4,
unu kak EP2, tak u EP4 peuenrtopoB], roe yka3zaHHoe 3((PEeKTHBHOE KOJUYECTBO
peakTUBUPYET HMMMYHHYK) CHUCTEMY B ONYXOJH YKa3aHHOrO CyObBeKkTa; rae, B
0COOEHHOCTH, YKa3aHHOe 3(P(PEeKTUBHOE KOJUYECTBO:

o NPOTUBOJECHCTBYET MOJAPHU3ALUU OMYXOJb-aCCOLMUPOBAHHBIX Makpodaros
B [10JIb3Y ONMYXOJb-MPOMOTHPYOIUX M2 Makpodaros; u/unu

o NOHWJKAKOIIE PEryJIUPyeT AaKTHBALUI, SKCIMAHCUIO W/UIu 3(PEPeKTOpHYIO
(YHKIIUIO MMMYHOCYIIPECCUBHBIX KJIETOK, KOTOpPbI€ HAKaIUIMBAIOTCS B OMyXoau (B
ocobeHHocTH, peryaaTopHbix T-knetok (Tregs) w/munm CynpecCOpHBIX KIETOK
muejounHoro npoucxoxaenus (MDSC)); u/unu

. nopeimarome perynupyetr IFN-y w/unmu TNF-o w/wnm IL-12 w/wam 1L-2
SKCIIPECCUI0 B MMMYHHBIX KJIETKaX, TaKMX KaK €CTECTBEHHbIE KJIETKU-KHUJIepsbl, T-
KJIETKH, NEHIPUTHBIE KJIETKH M Makpodaru (4To NPUBOAUT K MHAYKLIHUHU aAINOINTO3a

OMYXOJIEBbIX KJIETOK W/UIIM CAEPKUBAHNUIO OHKOTE€HE3a); U/ UIu
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o HEMOCPEACTBEHHO HWJIMW KOCBEHHO NPOTHUBOAEHCTBYET MOIABJIEHHOMN
aktuBanuu, [L-2 oTBeYyaeMOCTH W OKCHAHCUHM LHUTOTOKCHYECKHX T-KJIETOK (TeM
CaMbIM YMEHbINAsi MECTHYIO HMMYHOCYIIPECCHIO).

Coenunenust ¢opmynst (I)/popmynsr (I1I), kak omnpemeneHo B BapHaHTax
ocymecTBieHuss 1) - 29), Takke SBISIOTCS IMOJIE3HBIMH B CHOCO0E yMEHBbIICHHS
CKOPOCTH pOCTa ONYXOJH H/MJIN YyMEHBIICHHS pa3Mepa ONyXoJu Yy CyObekTa,
UMEIOLIEro  OMyXOJib, BKJIYAKINeM BBeaeHHe OS(P(EKTHBHOrO  KOJIUYECTBA
coenunenus ¢popmynsl (I)/popmynsr (II) [roe, B 0COOEHHOCTH, YKa3aHHOE BBEIEHUE
yKa3aHHOTO 3(Q(EeKTUBHOTO KOJUYECTBA MPHUBOIUT K (PapMakOJIOTHYECKH AKTUBHOH
onokupoBke penentopoB EP2, umm peuentopoB EP4, wnu kak EP2, tak u EP4
peuentopoB]; rae ykasaHHOoe 3>(PPEKTUBHOE KOJIUYECTBO IMOHWXKAKINE pPEryJHpyeT
aHTHOreHe3 OomyXxoJu (B OCOOEHHOCTH, MYyTEM YMEHbIIEHUS MOABUKHOCTH KJIETOK
SHIOTENHS W/ WUIW BBIKHBAEMOCTH, W/WJIM TNyTeM yMeHblieHHus skcrnpeccun VEGF
(bakTop pocTa SBHOOTENUS COCYAOB));, W/ miHM, TAE YyKazaHHOe 3(PQeKTuBHOE
KOJIMYECTBO CHHJKAET BBDKHBAEMOCTb OIYXOJEBBIX KJIETOK W/WJIM HWHIYLHPYET
aroITo3 OMYXOJIEBbIX KJETOK (B ocobeHHocTH, myTeM umHruoOuposanus PI3K/AKT wu
MAPK curnanmusanum).

Coenunenuss ¢opmynsl (I)/popmynsr (II), kak omnpeneneHo B BapHaHTax
ocymecTBieHus 1) - 29), Takke SABJIAIOTCSA MOJE3HBIMU B CIOco0e MOAYJIHUPOBAHUS
UMMYHHOT'O OTBeTa y CyObBeKTa, HMEIILIero ONyXOJb, BKJIIOYAKIIEM BBEICHUE
s¢pdextuBHOro kommyecrsa coenuHeHus Gopmynel (I)/popmyner (II) [rme, B
0COOEHHOCTH, YKa3aHHOE BBeJAEHHE YKa3aHHOTO 3(hPEKTUBHOIO KOJUYECTBA MTPUBOIUT
K (hapMakoJIOTHUYECKH aKTUBHOU OynokupoBke peuentopoB EP2, unu peuentopos EP4,
unu kak EP2, tak u EP4 peuenrtopoB], roe ykaszaHHoe 3((PeKTUBHOE KOJUYECTBO
peaKTUBUPYET HMMYHHYIO CUCTEMY B ONYXOJH yKa3aHHOrO CyOBEKTa, rIe yKa3aHHOe
3 pexTUBHOE KOJIMYECTBO AKTUBUPYET LUTOTOKCHUYHOCTh U MNPOAYLHUPOBAHUE
IIUTOKUHOB €CTECTBEHHBIX KJIETOK-KUJUIEPOB U/UIN LHUTOTOKCUYECKUX T-KJIETOK.

Kpome Toro, mnroOble mnpenamoyTteHuss U (MOA-)BAapUAHTBHI OCYLIECTBJIEHHS,
ykazaHHbIe 1Uisi coenuneHuit popmynbl (II) (mubo mist caMux COeNMHEHUH, UX COJIEH,
KOMIIO3UIINH, COAEpPXKAIUX COEAUHEHUs WMJIM HX CONU, JU0O Mg TNpPUMEHEHUH
COEAMHEHUN WM HMX COJeH, U T.X), MPHUMEHSIOTCA C Y4YE€TOM COOTBETCTBYIOIIHUX

u3MeHeHn k coenuHeHusM Gopmysl (I).
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Hony4yenue coenunenui popmyast (I)/popmyas: (I1):

Coenunenust popmysl (I)/popmynsr (II) MOKHO MOAYYUTH C MOMOIIBIO XOPOIIO
U3BECTHBIX JINTEPATYPHBIX METONOB, C IMOMOILIbI) METOAOB, NMPUBENEHHBIX HHUXKE, C
NOMOIIBI0O METOJIOB, IPUBEAEHHBIX B 3KCHEPUMEHTAJIbHOM pasjesie HUXKe, UIU C
NOMOIIBIO  AaHAJOTHMYHBIX MeTonoB. OnTuUMalbHble YCIOBUS pEAaKUUH MOTryT
BAPbUPOBATHCA B 3aBUCHMOCTH OT KOHKPETHO HCIOJb3YEMbIX pPEAareHTOB HIIH
pacTBOpHUTENEH, HO TAKHE YCIOBHS MOYKET ONPENeNUTh CIEeHHalucT B JaHHOW 00JacTu
TEXHUKH C TMOMOINBI PYTHHHBIX METOJHMK ONTUMH3AaIMU. B HEKOTOPBIX Ciydasix
NOPSIIOK TPOBEACHUSI HIDKECIENYIOIMMNX PEaKUUOHHBIX CXeM W/HJIM PEeaKIHOHHBIX
CTaaui, MOKHO BapbUPOBATH IJIsI TOTO, YTOOBI COAEHCTBOBATh MPOTEKAHUIO PEAKIUU
Wi n30exaTh HeXeNaTeNbHBIX MPOAYKTOB peakiuuu. B olmiel mociienoBaTelbHOCTH
peakuuii, usnoxexnoii Hmke, pomossie rpymmel R', R®, R* R* R R® u Ar'
NPUHUMAIOT 3HA4YeHUsl corjacHo omnpenenenuto s dopmynsr (I)/bopmyasr (ID).
Jlpyrue COKpamieHusi, UCMOJb3yeMble B HACTOSIIEH 3asBKE, YETKO ONPEAENEeHbI, WU
ABJISIOTCA TaKUMH, KaK ONpPeIeNIeHO B 3KCIIEPUMEHTAIbHOM pasjaeie. B HEKOTOpbIX
ciyuasx pomoseie rpymmel R, R® R* R*™ R® R™® u Ar' wmoryr 6Gwits
HECOBMECTHUMBIMH C COBOKYIHOCTBI APYTUX TPYHI, NPOWUIIOCTPHUPOBAHHOW Ha
cXeMax HHXe M MOo3TOMy OyayT TpeOoBaTh HCHoOJb30BaHUs 3amuTHbIX rpynn (PG).
IIpuMeHeHue 3aIMUTHBIX I'PYIN XOPOLIO M3BECTHO B JAHHON OOJNacTH TEXHHUKH (CM.,
Hanpumep, "Protective Groups in Organic Synthesis", T.W. Greene, P.G.M. Wuts,
Wiley-Interscience, 1999). Jlna ueneit  Hacrosmero oOcyxnaeHus Oyzner
NpeAnojaraTbCs, 4YTO TAKHWE 3AIMUTHBIE TPYINBI TPU HEOOXOOMMOCTH HaxOASTCS Ha
CBOUX MeCTax. B HEKOTOpBIX Cydasx KOHEYHBIH MPOAYKT MOKHO IOMOJHUTEIbHO
MOAU(MUIIMPOBATh, HANpUMEp, NyTEeM MAHHUNYJUPOBAHUS C 3aMECTHUTEJSIMH C
MOJIy4eHUEM HOBOTO KOHEUHOTO MPOAYKTa. DTU MAHHNYJSIHMH MOTYT BKJIIOYaTh, Oe3
OTPAaHUYEHUs] TEPEUYUCICHHBIMH, BOCCTAHOBJIECHHE, OKHCJIEHHE, aJKUINPOBAHUE,
AlUJIUPOBAHUE, THUAPOJU3 M KAaTaJU3UPyEMble NEPEXONHBIM METAJJIOM pPEaKIHu
NEePEKPECTHOTO COYETAHHUs, KOTOpbIE MIHPOKO HM3BECTHBI CIENUANNCTaM B JaHHOMW
obnactu TexHHKH. llonmyueHHBIE COENUHEHUS TAK)XKEe MOXHO NPEBPATHUTh B COJIH, B
ocobeHHOCTH, (apMaLeBTHUYECKH TMpUEMJEMBbIE COJIH, C TIOMOIIBI Ccrocoda,
U3BECTHOTO per se.

Coenunenust popmynsl (I)/popmynsr (II) Hacrosimero u3o0peTeHUs MOKHO
MOJIYYUTh B COOTBETCTBHUU C OOMIEH MOCIENOBATEIbHOCTBIO PEAKIUN, H3JI0KEHHOM

HHIXKE.
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O6muii myTh CHHTE3a, KOTOPBIH IO3BOJISIET MOJYYUTh COEAMHEHHS (OPMYJIbI
(D)/popmynsr (II), mpencrasien Ha cxeme 1. Takum oOpa3om, mpeAmecTBeHHUKU A3
MOXHO IMOJIYYUTh MO PEAKIUAM HYKJIEO(PHIBHOIO apOMAaTHYECKOT0 3aMEIlEeHUs] MEXAY
nepBUYHbIMU amMuHamMu Al u nupumuanHamu A2 (rme X o3Hayaer XJjop, OpoM wiu
fion) B mnpucyrctBum ocHoBaHus, Takoro kak TEA, DIPEA wumu K,CO;, B
pacTBOpHTENe, TAKOM Kak uzomnponanoi, oyranon, AM®PA unu TT'®, npu KT unu npu
NOBbIIEHHBIX Temmepatypax. Coeaunenus ¢opmyasl (I) MOXHO TONyYHTH C
NOMOIIBI0 peakuui mnepekpecTHoro covetaHus Cy3yku TyTeM B3aUMOJEHCTBUS
NUPUMHUIMHTAJOTEHUAHBIX MPOU3BOAHBIX A3 ¢ OOpPOHOBBIMH KHCJIOTAMH HJIH
OoponatHbiMu 3upamu A4. TunudHbie peakuuu nepekpectHoro couderanusi Cy3yku
MOJKHO TPOBECTH B MPUCYTCTBUHM OCHOBaHWsA, Takoro kak K,COs, Cs;COs, Na,COs,
K3PO4 nm CsF, u xaranusartopa, Takoro kak Pd(PPhs)s, Pd(dppf)Cl, unu Pd(OAc),, B
pacTBOpuTeNe, TakoM Kak 3TaHoda, TI'®d, Boma uaum HUX CMeCU, TUINHUYHO TMpHU
NOBBIIIEHHBIX TeMmIepaTypax. BOpOHOBbIe KHCIOTHI MM OOpoHaTHbie 3>¢upbl A4
MOKHO TMOJYYHUTh U3 KOMMEpPYECKHX HCTOYHHUKOB HJIM CHHTE3UPOBATH METOIAMH,
OMHCAHHBIMU B JIUTEpPAType, HJIM METOAAMH, M3BECTHBIMH CIELHUAJIUCTY B NaHHOMH
obnmactu texHuku. [IponsBogHOe OOPOHOBOH KHCIOTH MOXKET OBITH 00pPa3OBaHO MO
peakiuu OopunupoBanus  Musypa, nyTeMm epeKPEeCTHOTO COYEeTaHUs
Oouc(rnuHakonaro)aubopa € apUITAJIOreHUAAMHM UIU TpU(IaTaMHd B MNPUCYTCTBHUH
OCHOBaHHs, TAKOr0 KakK aleraTr Kajus, u Karamu3aropa, takoro kak Pd(dppf)Cl,.
ANbTEpHATUBHO, NMPOU3BOAHOE OOPOHOBOM KHMCJIOTHI MOXET OBITh 00Pa3oBaHO MyTeM
BBIMIOJITHEHUSI TOCJIEAOBATEIbHOCTH JIMTUUPOBAHUE/OOPUIUPOBAHUE, THIUYHO TMPHU
HU3KHUX TeMIepaTypax, HCMOJb3ys OyTUIIUTHNA WIM AUU3OMPONMUIAMHUI JIUTHS B
Ka4eCTBE OCHOBAaHHS, M TPUH3OMPONMIOOPAT WIIM CJIOKHBIH NHHAKOJOBBIH 3¢up
U30MPOTNIOKCHOOPOHOBOM KUCIOTHI, B PACTBOPUTEJIE, TAKOM KaK JUATUIOBBIN 3pup min
TI'®. B omHOM wu3 BapuaHTOB, coenuHeHus Gopmynasl (I) MOXHO NHONYYHUTH WO
peakusM HYKJICOQUIBHOTO apOMaTHYECKOTO 3aMELIeHHs MEXAY IePBUYHBIMH
amMuHaMu Al U 3aMeIEeHHbBIMH NUpUMHAUHTaNoreHunaMu AS, rae X o3HadaeT xJop,

Oopom mnm Hon (cxema 1).
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Cxema [. Obmue nmytu nonydeHus coeauHeHun ¢opmynsl (I); Ha cxeme 1, X

npencrtasisier coboit Cl, Br wnm L

AnpTepHaTHBHO, coenuHeHust GopmMyibl (I) MOKHO CHHTE3UPOBATH MO PEAKIIUHU
coenuHeHuss popmyiael Al ¢ coennHenneM popmynsl AS, rae X npexncrasisieT coOo
OH, B mpucyTCTBHU areHTa CO4YeTaHUsI, TAKOTO Kak rexcadpropdocdat (6eH3oTpruaso-
l-unoxcu)-Tpuc(numeTniamMuHo)-pochonus (BOP), rexcadpropdocdar
(6benzoTpuazo-1-unokcu)-TpunuppoauauHopocd oHms (PyBOP) Uu
rekcaxjopuukiorpudocdaseH, B MpuCyTCTBUU OCHOBaHuUsA, Takoro kak DBU, DIPEA
utn TEA, B pactBopurene, takom kak TI'®, MeCN wunu JIM®PA, npu HU3KUX
temneparypax uiu npu KT, unu npu noBbIIEHHBIX TEMIIEpATypax.

[Monyyenune TpeOyeMbIX TMEpPBUYHBIX aMUHOB Al omnucaHo Ha cxeme 2.
AMHWHOSTUIIMPOBAHHBIE aPOMAaTUYECKUE COEAUHEHUS WJIH TeTepoapoOMaTHUYECKHE
coenuHeHuss B3 MOXHO MONy4YUTH C MOMOIIBI pPEAKLUNH MEPEKPEeCTHOrO COYETaHUs
Cy3yku-Musiypsl myTeéM B3aMMOAEHCTBHUS COOTBETCTBYIOINMX aPOMATHYECKHX WIHU
reTepoapoMatndeckux snekrpodunos Bl (Opomunel, Wonuaer wim Tpudnarer) ¢ Boc-
3alIUIIEHHBIMU  B-amuHosTHATpUTOpOOpaTamu  kanust B2, Takwme peaxunu
NEePEKPECTHOTO COYETAHUS MOXKHO BBINOJIHUTb, HCIONb3ysl OINHCAHHBIE YCIOBUS
[Pd(dppf)Cl, unu komOuuamuss Pd(OAc); u RuPhos B kauecTBe KaTaaUTHYECKOU
cucrembl, CsCO3 B kauecTBe OCHOBaHUsA, B cMecH Tonyod/H,O, mpu mOBBIIIEHHBIX
temnepatrypax|. CooTBeTCTBYOIUE NEPBUYHbIE aMUHBI Al MOXHO HOJYYHUTBH IOCIHE
cHATHS Boc-3amuThl ¢ npous3BOonHBIX B3 B KHCHBIX YCIOBHUSAX, U 3aT€M HUX MOXKHO

npeBpaTuTh B coenuHeHus (opmynbl (I) myTeM BBIOJHEHUS MOCIENOBATEIbHOCTEMN
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CHUHTEC34a, OIIMCAHHBIX Ha CXEMC 1. B OOHOM U3 BAPUAHTOB, NMPEACTABJIICHHOM Ha CXEMC

2, mnepBuU4YHble AaMHHbB Al MOXHO TMOJYYUTh HUCXOAd M3 KapOOHMJIbHBIX

2
npeauecTseHHUKOB B4 u Hutpocoenumnenunn BS ¢ nomowmper peakuuu I'eHpu
(Oytunamun/ykcycHasi  kuciota/mosekynsipubie  cuta/90°C) u  mociaeayriero

BOCCTAHOBJICHUS MOJYYEHHBIX HUTpoankeHOB B6 (amromoruapun nutus/TT ®/80°C).

4b
(R, R, RER
Ria R%® NHBoc

Y
NHBoc ——
T+ eee T e
@ i’ RSb @ \
B1 52 - RY, R RE
NH,
(Y =Br, I, OTR)
RSa R5b
Réa / @ At
NO,

R4a

4b
R), RER K

Ar'
AN
(W) T
nw K

Cxema 2. IlonyueHune 3aMeLIEHHbIX [3-aMUHOITHJI-APOMATHUYECKUX COCIMHEHUN U
rerepoapomMatnieckux coenuHenuii Al; Ha cxeme 2, Y npexacrasisier coboii Br, I unn
OTf.

OTnenbHbIi METOJ MOJy4eHUs B-aMHUHO3TUI-apOMATHYECKUX
coequHeHU/reTrepoapomMaTudeckux  coeaunenun C9, Hecymmux JaBa  opmo-
samecturens (R wu Rlb), onucan Ha cxeme 3. IlpousBomubie C9 MOXHO
CUHTE3WpOBaTh C  TNPHUMEHEHHEM  TIOJAXOJa Ha  OCHOBE  HAaIpaBIEHHOTO
METAJUIMPOBAHUSI, HCTONB3yst MeTokcuMeTwinbHbIHE (MOM) ¢parmMeHT B KaudecTBe
opmo-Hanpasisaomed rpynnel. MOM-3amuimenHsle npoussoanbie (C2/CS) mMoxHO
MOJIYYUTh u3 COOTBETCTBYIOLIUX TUAPOKCHAPOMATHYECKUX
coenuHenuii/rerepoapomatuueckux coenunenuit Cl1 u C4 (NaH/MeOCH,Cl/JIM®A)
U 3aT€M MX MOYKHO PErHOCENIeKTHBHO NPEBPATHTh B COOTBETCTBYIOLINE NMPOU3BOIHBIC
C3 nocpenctBoMm opmo-nutunpoBanus (#-BuLi/TT'®/-78°C) wu mocnenyroinero

rameHust MOAXOASIIUM 3JEKTPOPUIBHBIM PEareHTOM. MEeTOKCUMETUIIBHYIO TPYIIy B
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C3 MOXHO yJaJHuTh B MSITKHUX KHCJIBIX YCJIOBUSIX C IOJydeHueM rnpous3BonHeix C6,
KOTOpbIE MOJXHO IpPEBPaTUTh B CcOOTBeTcTByromue Tpudaarel C7 ¢ MOCIEAYIO UM
coyeTaHneM ¢ Boc-3amumenaeiMu f-amunostTunTpudropboparamu kanus B2. Cusatue
Boc-3amuThl ¢ moaydeHHbIX B pesyiabraTe npoayktoB C8 wmoxer obecneuyuTb
COOTBETCTBYMOIINE TmepBuuHble aMuHbl C9, KOTOpbIE MOXHO IpPEBPAaTUTh B
coenuHeHus: popmynsl (I) B COOTBETCTBHH C MOCAEIOBATENbHOCTAMHY, OITMCAHHBIMU Ha
cxeme 1.

3amMemeHHble O€H30THO(QEHBI, COOTBETCTBYIOIIHE coeauHeHusM (opmyns (1),
MOHO TOJYYHTh COTJIACHO NYyTH CHHTE3a, ONHCAaHHOMY Ha cxeme 4. Opmo-
dTopbensanpaeruapl uUnu opmo-xyjopOensanpaeruapl D1 MOXHO TNOJIBEPTHYTH
HYKJI€OQUIBHOMY apOMaTHYECKOMY 3aMelIeHUI0 nyTeM obpaboTku
metuatuornukonatom D2 B mpucyrctBuum  ocHoBaHus (K,COs3/JIM®PA), u B
pe3yJbTaTe IMOCIEOVIOIEro 3aMbIKaHUS KOJIbLAa NPHU MOBBIIIEHHBIX TEMIEpaTypax
MOXHO TOJYYUTHh mpou3BoaHble Oenszornopena D3. IllemouHodr ruaposnus
CNoxKHO3pUpPHON PYHKIUOHATBHOCTH B D3 ¢ moCHenyrmuM OnoCpeIOBaHHBIM MEIbIO
nekapOOKCHUIMPOBAHUEM TOJYYEHHBIX B pe3ylnbpTaTe OeH30THO(eH-2-KapOOHOBBIX
kuciaotr (CuO/JIM®PA/140°C) moxer obecneuuth mpousBonubie D4. Ilocnenyromee
amuHOodTHAUpOBaHue Cy3yku-Musiypsl OpombOen3zoruopenos D4 ¢ ucmnonp3oBaHHEM
Boc-zamumenHusix  B-amuHO3TUATpUTOpOOpaTOB  Kamusa B2 Mmoxer  garth
npoussoaHble DS, kOTOpble MOXXHO MpeBpaTUTh B NepBUYHBbIEe amMuHBI D6 mocie
cHATUS Boc-3amuTel B KUCHBIX ycJIOBUSX. B 3akmtoueHue, nenesble npoAaykTsl D7,
COOTBETCTBYIOIIHE coenuHeHUsAM (popmyisl (I), MOXKHO MOTYUYHUTH MyTEM BBIIOJHEHUS

MoCJieJOBaTeIbHOCTEN, OMMCAHHBIX HA cXeme 1.
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(R O R'a R Ron R'a R RfaR® Rn R'a
@ @ N i @
Cc9 8 RS2 RSb C7
B2
Cxema 3. [Tonyuenue 3aMeIleHHbIX B-aMHUHOATUI-apOMATHYECKHIX

coenMHEeHU/TeTepoapoMaTuueckux coeauHeHuit C9, Hecymux opmo-3aMecTUTENN

2

1 1
Ha cxeme 3, samecturenn R'™ u R'° NPUHUMAKOT 3HAYEHUs] COTJIACHO

1
ONPEACIICHUIO OJId 3aMECTUTEIIA R".
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+ HS” CcOoMe —> MeO,C \ —
OHC Br Br Br
D3

D1 D2 D4
Z=F,Cl
(z=F,Cl) Rta R
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Cxema 4. TlonyuyeHme 3amemeHHBIX OeH3oTnodeHoB D7, coOOTBETCTBYROIIHNX
coenuHeHussM Gopmynsl (1), Ha cxeme 4, Z npencrasiset codoit F unu Cl.

3amMemenHble OeH30(ypaHbl, COOTBETCTBYyHOIHUE coennHeHUsIM (opmyns (),
MOHO TOJIYYHTh COIJIACHO IYyTH CHHTE3a, IIOKa3aHHOro Ha cxeme 5. Opmo-
ruapokcudenszanpaerunel E1 MOXHO — mpeBpaTuTh B COOTBETCTBYIOLIHE
denokcuykcycHele kuciotrel E3 mocpenctsoM O-aakuiupoBaHHUS 3THUIOPOMALETaTOM
E2 ¢ nmocrmenyromuM — OMBUIEHHEM  CIOXKHO3(QUPHOH  (PYHKIIMOHAJIBHOCTH.
ITocnenyromee HarpeBaHHe IOJYYEHHBIX B pes3yibrare KapOoHoBbIXx kucinor E3 ¢
aleTaTOM HATPHUS B AQHTUAPHAE YKCYCHOH KHCIOTBI MOXKET O0eCrneuuTh 3aMeIeHHbIe
O6enzodypansl E4. Amunostunupoanue Cy3yku-Musiypel 6pombenzodpypanos E4 ¢
UCIOJb30BaHUEeM Boc-3amuineHHbix P-amunosTaTpudTOopOOpaToB kamus B2 3arem
MOXKET JaTh Mpou3BOAHbIe ES, KOTOpBIE MOKHO MPEBPATUTh B NMEPBUYHBIMH AMHHBI
E6 nocne cuHsatus Boc-zamutel B KucabiX yciaoBusx. llenesble npoayktel E7,
COOTBeTCTByWOIUE coenquHeHussM Gopmyibl (1), B 3akiIOUYeHHE MOYKHO MOJYYHUTh W3

E6 ¢ moMoIbi0 METOAOB, OMUCAHHBIX HA cxeme 1.
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KE.B )S( NHBoc
3
RSa R5b
B2
R, ReR® g R"), RER® (R"), R#R®
N Ar' NHBoc
W
RSa R5b Nl\fN R5a R5b 58 R5b
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E7
Cxema 5. Tlonydenme 3amenieHHbIX OeHzopypaHoB K7, COOTBETCTBYHOIIHX
coequHeHussM popmyasl (I).
Cnenyromue npuUMepbl NPUBEAEHBI sl HWIIIOCTPAUUM H300peTeHus. ITH
OpUMEpPbl  SIBJISIFOTCS ~ HCKJIOUUTEJIBbHO  WUTIOCTPATUBHBIMH M HE  JOJIKHBI
paccMaTpuBaATHCS KaK OrpaHUYUBAKOIINE U300peTeHne KaKuM-JIu00 00pa3om.

JKCHEePHMEHTAJBLHBLIA Pa3aeJa

I. Xumus

Bce tremneparypsl ykazansl B °C. KomMepuecku 1OCTYIHBIE HCXOAHBIE BEIECTBA
UCIIOJIb30BAIM B TOM BHUJE, KaK OHU OBUIM MOJIyUeHBl, 0€3 JOMOJHUTEIbHOW OYHUCTKH.
Ecnu He ykazaHO MHOe, BCe peaKUU MPOBOJUIN B BHICYLIEHHOHW B CYLIMJIBHOM LIKady
CTEeKJTHHOI mocyne B armochepe asora. CoOeaUHEHHS OYHUINAIH C IOMOIIBIO
KOJIOHOYHOH (pidmi-xpomaTorpaduu Ha CHJIMKAresie WX C MOMOLIbIO MpenapaTUBHON
BOXX. CoenuHeHus, ONMHCaHHBIE B HU300PETEHUH, XaPaKTEPU30BAJIU JaHHBIMH,
nonyuyeHHbIMU npu BbimosHeHUU JKX-MC (Bpems ynepkaHus tr NPUBEIEHO B MUH;
MOJIEKYJIIpHAsi Macca, I[OJIydeHHas M3 Macc-CIeKTpa, NpuBeAeHa B I/MOJb),
UCIIONb3ysl YCIOBUS, TEpPEeYUCIeHHble HUXKe. B ciydasx, Korga COeIUHEHUS
HacTosIero n3o0pereHust HaOMIOAAOTCS B BUE CMECH KOH(QOPMAIIMOHHBIX H30MEPOB,
410 OocoOeHHO 3ameTHO mo ux JXX-MC cnektpam, NpuUBEAEHO BpeMs YIAEpKaHUS
Hanbojiee pacrnpocTpaHeHHOTo KoH(popMepa. B HEKOTOPBIX clydasix COEINUHEHUS
BBIACISIOT TOCJTE OYHCTKH B (OpMe COOTBETCTBYIOWIEH conu amMMmoHus (*1), wmnm
COOTBETCTBYKOIIEH COJIM MYypaBbHHOW  KHCIOTHI  (*2); TakWme COEAUHEHHUS

COOTBETCTBYHOIIIUM o6pa30M OTMCUYCHBI.
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Q6opynosanue s aHaautuyeckoil KX-MC:

B3OXX wnacoc: bunapuplii rpaguentHbiii Hacoc, Agilent G4220A wunu
SKBUBAJIEHTHBIN

Astonosarop: Gilson LH215 (¢ umxexropom Gilson 845z) nnu s3kBUBaNeHTHBIN

Kononounoe ornenenne: Dionex TCC-3000RS unu 5xkBUBaNeHTHOE

Herazatop: Dionex SRD-3200 uin 3KBUBaJIEHTHBIH

IMonnutounsiii Hacoc: Dionex HPG-3200SD unu 3xBUBaeHTHBII

JAM/: Agilent G4212A wiu 3KBUBAJEHTHBIH

MC nerextop: OIHOKBaIpyMOJbHBIM Macc-aHanu3atop, Thermo Finnigan
MSQPlus uau 3KBHUBaJIEHTHBIH

HNJICP: Sedere SEDEX 90 unu 3kBHUBaJI€HTHBIN

KX-MC ¢ KUCITOTHBIMH VCIOBUIMH

Metoa A: Kononka: Zorbax SB-aq (3.5 mxm, 4.6 x 50 mm). Ycnosus: MeCN

[amroeHT A]; Boma + 0.04% TOV [smroent B]. I'paguent: 95% B — 5% B 3a 1.5 mun
(motok: 4.5 mn/mun). lerektuposanne: Y ®/Bugum. + MC.

Metoa B: Kononka: Zorbax RRHD SB-aq (1.8 mxm, 2.1 x 50 mm). Ycnosus:
MeCN [smoeHT A];, Boma + 0.04% TOVY [snwoent B]. I'panuent: 95% B — 5% B 3a
2.0 muH (nmortok: 0.8 mun/mun). lerexktupoanue: Y ®/Bugum. + MC.

Metoa C: Kononka: Waters XBridge C18 (2.5 MxmMm, 4.6 x 30 mm). Yciosus:
MeCN [smoeHT A]; Bona + 0.04% T®VY [smoent B]. I'paguent: 95% B — 5% B 3a
1.5 muH (notok: 4.5 min/mun). Jlerektuposanue: Y ®/Bugum. + MC.

Metoa D: Waters Acquity Binary, Solvent Manager, MC: Waters SQ Detector,
JIMI: Acquity UPLC PDA Detector, UJACP: Acquity UPLC ELSD. Kononka
ACQUITY UPLC CSH C18 1.7 mxm, 2.1x50 mm ot Waters, TepMOoCTaTUpOBaHHAs B
Acquity UPLC Column Manager npu 60°C. Dmwoentsl: A: H,O + 0.05% mypaBbuHOU
kucinotsl; B: MeCN + 0.045% wmypaBbunoii kucnotel. Meroa: I'paguent: 2% B —
98% B 3a 2.0 mun. ITotok: 1.0 mn/muH. lerexktupoanue: Y@ 214 am u UJICP, u
MC, tgr IpuBeIEHO B MUH.

KX-MC ¢ OCHOBHBIMU YCIOBUIMHU

Metoa E: Kononka: Waters BEH Cig (3.0 x 50 mm, 2.5 MMm). DmoeHTs: A
Bona/NH; [c(NH;3) = 13 mmons/n], B: MeCN, Merton: ot 5% B no 95% B 3a 2 mus,

ITorok 1.6 ma/mun, Y@ nerextuposanue: 214 HM.
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Ob6opynoBaHue aus npenapatuBHoil BOXKX:
BOXX nacoc: Gilson 333/334, ocHamennsiii Gilson LH215
Herazarop: Dionex SRD-3200

[MTonmutounsiiit Hacoc: Dionex ISO-3100A

JAMJI: Dionex DAD-3000

MC nerexkTop: ONHOKBaAPYHOJbHBIH Macc-ananmu3atop, Thermo Finnigan MSQ
Plus

Paspenurens motoka: MRA100-000

HNJICP: Polymer Laboratories PL-ELS1000

IIpenaparusHasgs BOXXX ¢ OCHOBHBIMH VCIOBUSIMHU

Konounka: Waters XBridge (10 mkm, 75 x 30 mm). Yenosusi: MeCN [anroeHT AJ;
Bona + 0.5% NH4OH (25% BonH.) [»ntoent B]; rpanuent cm. Tadauny 1 (motok: 75
MJI/MHH), HCXOAHOE TPOLEHTHOE COAEpKaHue 3JIoeHTa A (X) OmpenensioT B
3aBUCHMOCTH oT MOJISIPHOCTH COeTMHEHUS, NOABEPraeMoro OYHCTKE.

Herextuposanne: Y ®/Bugum. + MC

Taoauna 1
t (MuH) 0 0.01 40 (60 |62 6.6
OmoeHT A (%) | x X 95 95 X X

Omoent B (%) | 100-x [ 100-x |5 5 100-x | 100-x

IIpenaparussas BOXKX ¢ KUCJIOTHBIMU VCIOBUSIMU

Konounka: Waters Atlantis T3 (10 mxm, 75 x 30 mMm). YenoBusi: MeCN [310€eHT
A]; Boga + 0.5% HCO;H [snroenT B]; rpanuent cm. Tabauny 2 (motok: 75 My/MuH),
HUCXOJIHOE MPOILEHTHOE COAEepikaHue 3reHTa A (X) OmpenenstoT B 3aBUCUMOCTH OT
MOJIIPHOCTH COENUHEHUs, moaBepraeMoro ouuctke. Jlerektuposanue: Y®/Bugum. +

MC

Tadauna 2
t (MuH) 0 0.01 40 (60 |62 6.6
Onroent A (%) | x X 95 95 X X

Omoent B (%) | 100-x | 100-x |5 5 100-x | 100-x
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Coxpamenus (IpuMeHsieMble BbIIIE UM HUXKE):

AcOH YKCYCHasi KUCJIO0Ta

0e3B. 0e3BOHBIN

BOJH. BOJHBIN

aTM. aTMocdepa

Boc mpem-0yTOKCUKapOOHUI

BOP rekcapropdochar (6eHsorpuazon-1-unokcu)-

Tpuc(aAUMeTUIaMIHO)-HochOoHms

BuLi H-Oy TUIITUTHIH

A JHU

DBU 1,8-nuazabunukino[5.4.0]yanen-7-ex
JAXM IUXJOPMETAH

DIBAL/DIBAL-H  runpua aun3o0yTUIATIOMUHUS

DIPEA AUU30NMPONUISTUIIAMHUH, OCHOBaHUE XIOHUTa
DMAP 4-AUMEeTUIAMUHOMUPUANH

JIM®A nuMeTuadhopmMaMu

JAMCO OTUMETHUIICYIb(OKCUA

dppf 1,1'-6uc(nudpenunndocduno)peppoueH

EDC 1-3Tun-3-(3-auMeTUIAMUHONPOIUI )KapO O AU MU
Et 3THUI

Et,O IOUATUIIOBBIHN 3up

EtOAc STUJIALlETaT

EtOH 3TaHOJ

ITpum. npumep

OX bsm-xpomarorpadus Ha cUIUKarese

q gac(-bl)

HATU rekcapTopdocdar 3-okcuna (1-[Ouc(auMeTHIAMIUHO)METHUIIEH |-

1H-1,2,3-Tpuazono[4,5-bnupununus

hept rentaH(-bl)

HCl COJISTHAsl KUCIIOTA UJIU XJIOPOBOAOPOX

HOBT 1-runpokcubeH30Tpuas3on

BOXX BBICOKO3( PeKTUBHASA KUAKOCTHAS XpomaTorpadus
H,SOy4 CepHasl KHCJIOTa

BB BBICOKHUH BaKyyM
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NaHCO;3;
NaOH

NMP

"Pr

OAc
Pd(OAc),
Pd,(dba);
PdCl,(PPhjs),
Pd(dppf)Cl,
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n300yTHI

U30MPOMHUI

AJTIOMOTUIPUA JIUTHS

JKUAKOCTHAsI XpoMatorpadusi — MacC-CEeKTPOMETPHS
auTepatypa

MOJIB/JT

METHJI

ALETOHUTPHUIT

METaHOJI

cyabdar MarHus

MUJUTHITATP

MHHYTAa(-bI)

METOKCHUMETHUIT

MHKPOBOJHOBBIH(-as1)

ruapokapOoHaT HATpus

THAPOKCHUI HATPUS
N-metun-2-nuppoauaoH

H-TIPOTIHII

anerar

anerat nautaaus(1l)
Tpuc(aubeHzunuaeHaneToH )aunaiaaauii(0)
nuxygopun ouc(rpudenundochun)nammanus(Il)

[1,1’-6uc(nudenunndochuno)deppouen|nuxnopnamnaauii(Il)

Pd(dppf)Cl,- AXM  kommiekc [1,1'-6uc(audenundochuno)-

Pd(PPhs),
Ph

PPh;
nper.
PTFE
PyBOP

pan
PM

dbeppoueH |quxnopnannanus (II) ¢ guxmopmeTanom
teTpakuc(tpudenmndpochun)mammanuii(0)

benun

tpudenmnpochun

npenapaTuBHbIH(-ast)

noTUTETPaPTOPITHIIEH

rekcadpropdocdar (6eHzoTpuazon-1-uaokcu)-
TpUnUppoIuAUHOPOChOHUS

paueMuyecKui(-as)

pe€akliMOHHasA CMECH
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KT KOMHAaTHas TeMIIeparypa

RuPhos 2-nunukiorekcuiapochuHo-2',6'-nuu30nponoKkcudud eHu

Cc cexyHna(-bl)

HACBIII. HACBILIEHHBIN (€C/IM He YKa3aHO MHOE: HAChIIl. BOJH.)

Selectfluor ouc(rerpadropbopar) 1-xnopmerun-4-¢prop-1,4-nua3zonuii-
ounukio[2.2.2]okrana

Bu mpem-0yTUI = TPETHYHBIN Oy THI

TEA TPUSTUIIAMUH

Tf TpuPTOPMETAHCYIbPOHMII

TOVY TpUPTOPYKCYCHASI KHCIOTA

T terparugpodypaH

TCX TOHKOCJIOHHAas XxpomaTtorpadus

TMEDA N,N,N’,N’-TeTpaMeTUI3TUIeHIHAMUH

TO3HII 1-TOJYyOJICYJIb( OHIII

trR BpeMs yaep KaHUsl

Tpudnar TpudTOopMeTaHCyIb(OoHAT

kcaHT(doC 4,5-6uc(nudpennndpocdpuno)-9,9-nuMeTUIKCAHTEH

A - IlonyyeHHe npeJmeCTBEHHHKOB H MPOMEXYTOYHBIX COeAHHEHHH

A.1. CuHTe3 NHPUMHAHHIAJOTeHHAHBIX NPOH3BOAHBIX GopMmy.Jibl (A3)

A.1.1. 6-Xumop-N-(2-(3-3ToxkcHHATATHH-2-HUI)ITHI)ITHPUMHANH-4-aMHH

K pactBopy rumpoxnopuna 2-(3-atokcunadranuu-2-uin)stan-1-amuna (560 wr,
2.16 mmons) B 2-nponanoiie (22 mu) npu KT gobasnsror TEA (1.05 ma, 7.54 mmoub)
u 4,6-nguxaopnupumuauH (398 mr, 2.67 mmounb). PM HarpeBatoT B cocyne ¢ 0OpaTHBIM
xononunbHukoMm (90°C) B armocdepe asora B TeueHue 1.5 4 U 3areM JHaroT
oxsnanutkest 10 KT. JMobasnsror XM u BOoay, u cjaou pasnensitoT. BogH. cioii nBa
pasza skcTparupyrT ¢ nmomomblo JIXM u oO0bequHEHHBbIE OPraHUYECKHE CJIOU 3aTeM
IPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hany 6e3B. MgSO4, dunpTpyror u
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBieHnu. Ouuctka ¢ momouipto @X (OT renrTaHa
no cmecu renradn/EtOAc = 1/1) paer 6-xmop-N-(2-(3-3TokcuHadTanuH-2-
WJI)3TWI)TUPUMHUANH-4-aMUH B BHJAE HE COBCEM Oeyoro TBepaoro BemectBa (570 wr,

80%). KX-MC A: tg = 0.99 mun; [M+H]" = 328.09.
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A.1.1.1. TI'mapoxaopup 2-(3-3TokcHHaA(PTaAIUH-2-HJI)ITaH-1-aMHHA

K pacrBopy mpem-6ytun (2-(3-3tokcunadranun-2-mn)stuin)kapobamara (680 wmr,
2.16 mmonr) B XM (20 mu) mobamsitor 4 M HCl B guoxcane (4.30 mu, 17.20
MMoib), 1 PM nepememuBatoT B TeueHue Houu npu KT. PM 3areM KOHLEHTPUPYIOT
NP TMOHM)XKEHHOM JaBJEHUU C MOJydeHueM ruppoxyopuaa 2-(3-sTokcuHapTanuH-2-
Wwi)3TaH-1-aMuHa B BHUAe OJIEIHO-XKEJITOro TBepaoro BemecTtBa (560 wr,
konuuecTBeHHbIi ). JKX-MC A: tg = 0.62 mun; [M+H]" = 216.16.

A.1.1.2. Tpem-oytna (2-(3-3tokcuHadraanH-2-ua)dTuia)kapéamar

Cmecp 2-Opom-3-sTokcuHadTanumHa (682 wr, 2.66 wmmonb), (2-((mpem-
OytokcukapOoHmI)aMuHO )3T )TpudTopdopara kamus (751 wmr, 2.99 wmmonp) H
kapOoHarta ne3us (2.658 r, 8.15 mmouns) B Toayosie (15 miu) u Boge (5 M) gera3upyror
Tpu pasa. 3arem pobaistoT anerat majmnanus(Il) (30.6 mr, 0.13 mmons) u RuPhos
(134 mr, 0.27 mMonb), U cMech HarpeBaroT a0 95°C B armocdepe a3ora B TeUECHHUE
Houu. PM naror oxnmanutecs no KT. JlobasmusitoT Boay, 1 PM nBa pa3a 3KCTparupyrT
¢ nomombio EtOAc. OO0beanHEeHHbIE OPraHUYECKHE CIION 3aTEM MPOMBIBAIOT COJIEBBIM
pactBopomM, cymar Hax 6e3B. MgSOy, QuapTpylOT W KOHUEHTPHPYIOT IIpH
noHmkeHHoM paBieHuu. Ounctka ¢ nomombro PX (or remraHa 10 CMecH
rentad/EtOAc = 1/1) naer mpem-0ytun (2-(3-sToxkcunapranuH-2-ui)s3Tuia)kapdbamar
B BUJE He coBceM Oemoro TBepaoro BemectBa (680 mr, 81%). XKX-MC A: tg = 0.99
mus; [M+H]" = 316.19.

A.1.1.3. 2-Bpom-3-3TOKcHHAdTAINH

PactBop 3-OpomHuadranun-2-oaa (600 mr, 2.66 mmonb) B 60e3B. JIMDPA (14 mi)
npu KT oOpabareiBatoT kapbonaTom me3us (868 mr, 2.66 Mmoub) u Hoastanom (0.235
mi, 2.92 mmons), u PM nepememuBatot nipu KT B atmocdepe azora B Teuenue 1.25 .
J1oOaBASIOT BONY, U CMECh TPH pas3a 3KCTparupyrwT ¢ nomoinbio Et;O. O0benuHeHHbIE
OpraHWYecKHe CIIOM 3aTeM JBa pa3a NPOMBIBAIOT BOAOH, cymar Haj 0e3B. MgSOy,
(GUIBTPYIOT U KOHUEHTPUPYIOT MPH MOHNWKEHHOM JIaBJIEHUHU C MOJydeHueM 2-Opom-3-
STOKCMHAadTaNMHA B  BHJAE OECIBETHOro TBepaoro BemecTsa (682  wr,
konnuecTBeHHBIN ). JKX-MC A: tg = 0.97 muH; 63 HOHU3aLHH.

A.1.2. 6-Xa0p-N-(2-(1-meTunHAPTAIUH-2-UI)ITHIA)ITHPUMHANH-4-aMUH

Yka3aHHOE B 3arojIOBK€ CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOI,
onucanHoW Bbime a1 A.l.1., ucmone3ys runpoxiopun 2-(1-merunHadranun-2-

un)stan-1-amuHa. XKKX-MC A: tg = 0.94 muH,; [M+H]" = 298.08.
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A.1.2.1. TI'mapoxaopup 2-(1-MeTuaHadTaNHH-2-HJI)ITaH-1-aMHHA

VkazaHHOE B 3arojIOBK€ COEIMHEHHE IOJYyYalT B COOTBETCTBUHM C METOAUKOM,
onucanHoi Beime nasa A.l1.1.1., ucnonb3ys mpem-Oytun (2-(1-merunnadranun-2-
un)stun)kapbamat. JKX-MC A: tg = 0.58 mun; [M+H]" = 186.21.

A.1.2.2. Tpem-6yrua (2-(1-merniaHadranun-2-ua)dTua)kapbamar

Cmecp 2-Opom-1-metunnadpranuna (1.000 r, 4.52 wmmonas), (2-((mpem-
OyTokcukapOoOHuUI)aMuHO )aTua)TpudTopdopara kanus (1.147 r, 4.56 MMmonb) u
kapOonara uesust (4.421 r, 13.56 mmonb) B Tonyone (30 mu) m Bome (10 wmu)
nerasupyroT Tpu pasa. 3arem gobasistor Pd(dppf)Cl, (185 mr, 0.22 MmMonb), u cMech
HarpeBaroT 10 95°C B atMocdepe a3ora B TedueHue HOUM. PM HalT OXJIagWThCS 10
KT. Hobaensitor Bonmy, mw PM nBa pasa oskcrparupyrwoT ¢ nomombio EtOAc.
OObenuHeHHBIE OPTAHUYECKHE CJIOM 3aT€M IPOMBIBAIOT COJIEBBIM PACTBOPOM, CyIIAaT
Hagy Oe3B. MgSO4, QUIBTPYIOT M KOHIEHTPHPYIOT NpPU TMOHWKEHHOM [aBJICHHHU.
Ounctka ¢ mnomompro DX (renran/EtOAc = 7/3) nmaer mpem-6ytun (2-(1-
MeTuNHAQTATUH-2-1I)3THI)KapbamMaT B BUAE OJEAHO-XKENTOr0 TBEPIOrO BEIIECTBA
(933 mr, 72%). XKKX-MC A: tg = 0.97 muH, 03 HOHH3ALUH.

A.1.3. 6-Xn0p-N-(2-(8-pTopHadTanuH-2-1a)3THI)IHPUMUANH-4-aMHUH

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IOJyYalT B COOTBETCTBUHM C METOAUKOM,
onucanHoi Bbime ana A.1.1., ucnone3ys ruapoxnopun 2-(8-propHadranun-2-
un)stas-1-amuna. XKX-MC B: tg = 1.03 mun; [M+H]" = 302.23.

A.1.3.1. Tuapoxaopun 2-(8-propHadranun-2-uia)ITan-1-amuHa

Vka3aHHOE B 3aroJIOBK€ COEIUHEHHE IOJIyYalT B COOTBETCTBHHU C METOIHMKOM,
onucanHoW Bbime musi A.1.1.1., ucnonwesyss mpem-Oytun (2-(8-propuHadranun-2-
un)stun)kapbamar. XKX-MC B: tg = 0.59 mun; [M+H]" = 190.22.

A.1.3.2. Tpem-oyruna (2-(8-propHadpTanun-2-ua)dITua)kapdéamar

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOI,
ONHCaHHON BbILIE s Al12, UCTIONB3YS 8-propHadTanuu-2-un
tpudpTopmerancyiapponar. XKKX-MC B: tg = 1.05 musn;, 03 HOHH3ALUH.

A.1.3.3. 8-®ropHadTanun-2-ua tpudropmMeTaHcyabPoHAT

PactBop 8-propuHadranun-2-oma (640 mr, 3.87 mmons) u TEA (1.40 mu, 10.04
mMmonb) B 6e3B. JIXM (38 mn) nmpu KT obpabarsiBator mopumsimu 1,1, 1-tpudrop-N-
dernn-N-((tpudpropmerun)cynpdonun)merancynbponamuna (1.678 r, 4.65 mmons), u
PM mnepememmnBaror npu KT B armochepe azora B TeueHue Houu. PM 3arem

KOHLIEHTPUPYIOT NPHU MOHMWXKEHHOM aaByeHun. Ouncrka ¢ nomouipto X (oT renrtaHa
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no cmecu rentad/EtOAc = 7/3) naet 8-¢propradranuu-2-un TpudTopMeTaHCyIbPOHAT
B Bune xenroro maciaa (1.33 r, konuuectBeHHsiii). JKX-MC B: tg = 1.09 mun; 6e3
MOHU3ALNH.

A.1.4. 6-Xn0p-N-(2-(3-meTokcHHAPTATUH-2-UJT)ITHI)THPHUMHANH-4-
AMMH

VYkazaHHO€ B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucanHo# Bbime st A.1.1., ucnonap3ys 2-(3-meTokcuHadTaIuH-2-1J1)3TaH-1-aMuUH.
XKX-MC A: tg = 0.94 mun; [M+H]" = 314.08.

A.1.4.1. 2-(3-MeTokcuHapTaauH-2-UJ)ITaH-1-aMUH

K pactBopy 3-merokcu-2-HadTanpneruna (2.00 r, 10.74 MM0ab) B HUTPOMETaHE
(20 mun) mocnenosatensHO 106aBaAOT 4A Monekynspuelie cuta (100 mr), GyTUIAMUH
(0.126 mu, 1.27 mmoub) u ykcycHY kuciaoty (0.125 mu, 2.18 mmonb). PM Harpesarot
no 90°C B atmocdepe azora B TeueHue 30 muH. PM 3atem punbrpyroT u dunbrpar
KOHIIEHTPUPYIOT TMpPU NOHWXKEHHOM pnapjeHun. Ouncrka ¢ mnomombio @PX
(rentan/JIXM = 1/1) maer 2-meTokcu-3-(2-HUTPOBHHUI)HA(PTAINH B BHUAE JKEJITOTO
tBepaoro BemectBa (1.49 1, 61%). XKX-MC A: tr = 0.95 mMuH, 0e3 HOHU3ALHUH.

K oxnaxgennomy (0°C) pactBopy 2-MeToKcH-3-(2-HUTPOBHHUI)HA(TAINHA
(1.49 r, 649 mmonb) B Oe3p. TI'® (10 ma) mo kamusiM AOOABISIOT PacTBOP
amomorunpuaa autust (2 M B TT®, 11.4 mn, 22.8 mmonap). CMech 3aTeM HarpeBaroT B
cocyne ¢ obparHbiM xonoguinbHukoM (80°C) B aTMocdepe azora B TeueHue 15 MuH.
Oxnaxnaennyrw (0°C) PM nocnenoBatenbHO oOpabarsiBator Bomout (0.9 wmia), 15%
BonH. NaOH (0.9 mu) u Bomoii (2.6 mu). ITonyyeHHYI B pe3yjbTaTe I'eTEPOTreHHYIO
cMech 3aTeM (UIBTPYIOT U OTAEJIEHHOE TBEPAOE BELUIECTBO MPOMBIBAIOT C MOMOIIBIO
Et;0. Cnou ¢unbpTpaTa pa3nessitoT U BOAHBIN CIOH 3KCTparupyroT ¢ nomombio Et)O.
OObenuHeHHBIE OpPTraHMYECKUEe CJOM 3aTeM cymaTt Han 0e3B. MgSOs, unbTpyoT H
KOHIIEHTPUPYIOT NPHU MOHMKEHHOM JaBJIEHHH C MojydeHueMm 2-(3-meTokcuHadTaauH-
2-un)sTas-1-amunra B Buae xxearoro macnaa (1.30 r, 99%). XKX-MC A: tg = 0.58 musg;
[M+H]" = 202.20.

A.1.5. 6-Xn0p-N-(2-(HadTanuH-2-UI)ITHA)THPUMHANH-4-AMHUH

VYka3zaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
onucanHo# Beime ais A.1.1., ucnonw3ys 2-(HadpranuH-2-un)stan-1-amua. KX-MC A:

tg = 0.91 mun; [M+H]" = 283.93.
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A.1.5.1. 2-(Hapranuu-2-ua)dTaH-1-aMmuH

VkazaHHOE B 3arojIOBK€ COEIMHEHHE IOJYyYalT B COOTBETCTBUHM C METOAUKOM,
onucanHo# Beime anst A.1.4.1., ucnons3ysa 2-nadranpnerun. XKX-MC A: tg = 0.55
mus, [M+H]" = 172.12.

A.1.6. 6-Xumop-N-(2-(3-MmeTHIHAPTANHH-2-HJI)ITHI)ITHPUMHANH-4-aMUH

VYkazaHHO€ B 3arojloOBK€ COEIMHEHHE IMOJy4alT B COOTBETCTBUU C METOAUKOI,
onucanHoW Bhime s A.l.1., ucnonwssdys 2-(3-merunaHadTanuH-2-Mi)3TaH-1-aMuH.
XKX-MC A: tg = 0.95 mun; [M+H]" = 298.11.

A.1.6.1. 2-(3-Merunnadraann-2-ua)3Tan-1-aMmuH

VYka3zaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOI,
onucanHOH Bhime st A.1.4.1., ucnons3ys 3-mermn-2-Hadpranpaerua. XKXX-MC A: tg =
0.59 mun; [M+H]" = 186.28.

A.1.6.2. 3-Metua-2-nadranbaerug

K oxnaxnennomy (-78°C) pactBopy 2-6pom-3-merunnadranuna (733 wmr, 3.31
MMoIb) B 6e3B. TI'® (44 min) nobasmstor pacteop BuLi (1.6 M B rekcanax, 2.10 wmu,
3.36 mmoub), u PM pgonmonauTtensHO nepememuBaroT npu -78°C B aTtMocdepe azora B
teueHue 2 MuH. K paHee monydeHHOH cMecH 3aTeM a00aBisA0T pactBop 0e3s. MDA
(363 wmr, 4.97 mmonp) B 6e3B. TT'®@ (3 miu) u nepememnBanue npu -78°C npogomxarT
B TeueHne 45 muH. PM 3arem oOpabareiBatoT mo kamisMm Haceim. BoxH. NH4Cl (10
mi) u patoT Harpetbess 10 KT. 3arem gobGasnsitor Boay (40 mu) u Et;O (100 mn) u
CJIOM pa3aensitoT. BoxH. cioff MONOJHUTENBHO 3KCTparupyrT ¢ nomombio Et,O u
o0beqUHEHHbIE OpTraHWYecKue Ccjou cymatr Haa 0Oe3B. MgSO,, ¢unbTpyroT u
KOHIIEHTPUPYIOT TPU TNOHWKEHHOM pgaBieHun. Ouucrka ¢ mnomombio PX
(rentan/JIXM = 1/1) naer 3-metuia-2-Hadranbaerua B Buae OECHBETHOTO TBEPAOTO
BemecTBa (0.42 1, 74%). XKX-MC A: tg = 0.87 mMuH, 0€3 HOHU3ALUH.

A.1.7. 6-Xn0op-N-(2-(1-¢pTopHadTaauH-2-Ha)ITHI)IHPUMUANH-4-aMHUH

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYarT B COOTBETCTBUH C METOAUKOM,
onucanHoW Bbime ana A.1.1., ucmonb3ys ruppoxyopun 2-(1-¢ropHadranun-2-
un)stan-1-amuna. XKKX-MC A: tg = 0.93 muH,; [M+H]" = 302.04.

A.1.7.1. T'mapoxaopua 2-(1-¢propHadTanuH-2-ua)3tan-1-amuHa

Vka3zaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOIM,
onucanHoi Beime must A.1.1.1., ucnonezys mpem-0ytun (2-(1-propHadranun-2-

un)stun)kapbamat. JKX-MC A: tg = 0.56 mun; [M+H]" = 190.16.
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A.1.7.2. Tpem-oytna (2-(1-propHadranun-2-ua)dTua)kapéamar

Yka3aHHOE B 3arojIOBK€ COEJUHEHHE MOJYy4alroT B COOTBETCTBUU C METOJAMKOM,
onucanHoOH BhIme s A.1.2.2., ucnons3ys 2-6pom-1-propuadranun. XKX-MC A: tg =
0.95 muH; 6€3 HOHH3ALUH.

A.1.8. 6-Xuop-N-(2-(3-(aupropmerokcu)Hadpranun-2-
WJI)3THJ)THPUMHANH-4-aMHH

Yka3aHHOE B 3arojIOBKe CO€JUHEHHE IMOJYy4alT B COOTBETCTBHU C METOIHKOM,
ONUCAaHHON BBILIE hifi b Al1l, UCIIOJb3Y s TUAPOXJIOPUL 2-(3-
(audropmerokcn )HadTanuH-2-un)3TaH-1-amuna. XKX-MC A: tg = 0.95 mun; [M+H]"
=350.11.

A.1.8.1. TI'mapoxaopug 2-(3-(au¢TopmeTokcu)HadTaanH-2-na)3TaH-1-
aMHHa

Yka3aHHOE B 3arojIoBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
ONHUCaHHON BbILIE s Al1.1, UCTIONB3YS mpem-0yTun (2-(3-
(andropmeroxcn)HadTanuH-2-un)dTHa)kapbamat. XKX-MC A: tg = 0.63 mun; [M+H]"
=238.17.

A.1.8.2. Tpem-0yTua (2-(3-(an¢dpTopmeToxkcu)HapTaauH-2-
HJI)ITUHJI)KapOamaT

VYka3aHHOE B 3arojIOBK€ COEJUHEHHE MOJYy4aloT B COOTBETCTBUU C METOAMKOM,
onucaHHoW Beime aas A.1.1.2., ucnonb3ys 2-6pom-3-(audpTopmeTrokcu)HadTaluH.
KX-MC A: tg = 0.97 muH; 6€3 HOHH3AL[HH.

A.1.8.3. 2-Bpom-3-(audTopmeToKkcu)HaPTAINH

K oxnaxnennomy (0°C) pactBopy 3-6pomuadranun-2-ona (515 mr, 2.29 mmoIb)
B MeCN (13 mun) u Boge (13 mu) nobasnsaroT ruapokcua kanus (2.56 r, 45.62 mmoub).
Cwmecp nepememmuBaroT npu KT B Teuenue 30 muH, u 3atem oxnaxzaarT a0 -78°C. K
OXJIAXJEHHOH  CcMecH B  BHJAE  OJHOW  mOpUMHU  JNO0ABISIOT  AUITHI
(6bpomaudropmerun)pochonar (1.24 r, 4.57 MMONb) W TepeMelIMBaHHUE 3aTEM
nponomxkaroT npu KT B Teuenue Houu. JloGapnsoT Et,O, ciou pa3nensroT U BOTHBIN
CIIOH  JOMOJHUTENBHO  JKCTparupyoT ¢ mnomomnbio  Et;O.  OObenuHeHHBbIE
OpraHuYecKHue CJIoW mociaenoBarenpbHo npombiBaroT | M Boan. NaOH, Bomoit u
COJIEBBIM PACTBOPOM U 3aTeM cymar Hax 6e3B. MgSOy, GUIbTPYIOT U KOHUEHTPUPYIOT
npu mnoHmkeHHoM paasieHuu. Oumctka ¢ nomoumpio P®X (oT remraHa OO0 cMecH
rentad/EtOAc = 3/7) nmaer 2-6pom-3-(nudpropmerokcu)HadranuH B Bumge OJieqHO-

xenroro macna (432 mr, 69%). XKX-MC A: tg = 0.95 muH; 6€3 noHHU3aLuN.
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A.1.9. 6-Xa0p-N-(2-(3-x10pHapTaANHH-2-HJI)ITUI)IMPHUMHAHH-4-aMHUH

VkazaHHOE B 3arojIOBK€ COEIMHEHHE IOJYyYalT B COOTBETCTBUHM C METOAUKOM,
onucanHo# Beime anst A.1.1., ucnons3ys 2-(3-xnopHadranud-2-un)stas-1-amun. XKX-
MC A: tg = 0.96 mun; [M+H]" = 317.99.

A.1.9.1. 2-3-XnopHadranun-2-ua)dTaH-1-aMmuH

VYkazaHHO€ B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucaHHOU Beime a1 A.1.4.1., ucnonw3ys 3-xnop-2-vadpranpaerun. KX-MC A: tg =
0.60 mun;, [M+H]" = 206.27.

A.1.9.2. 3-Xuop-2-vHadpTanbaerug

K oxnaxpennoit (0°C) cycmeHsum xjopxpomara nupuaunwms (906 wmr, 4.20
mMoib) B IXM (10 mn) mnobasnsroT pactop (3-xiopHadtanuH-2-uin)meranona (540
mr, 2.80 mmonb) B JAXM (25 mn). [lonydeHHYIO B pe3yibTaTe YEPHYK CYCIEH3UIO
IOTIOJTHUTENIPHO MepeMelmunBaT B aTtMochepe azora npu 0°C B TeueHue 15 MuH u
3areM npu KT B Teuenme Houu. PM 3arem QuiabTpyroT yepe3 Lenutr U QUIBTpAT
KOHIIEHTPUPYIOT NMPU MOHMKEHHOM paaBieHun. Ouucrka ¢ nomompo @X (AXM) naer
3-xnop-2-HadTanpaerua B Buae OJeTHO-KEJTOTo TBepaoro Bemectsa (504 mr, 94%).
KX-MC A: tg = 0.89 muH; 63 HOHH3AI[HH.

A.1.9.3. (3-XuopHadTaHH-2-HI)MEeTaAHO

K oxnaxnennomy (-78°C) pactBopy Metun 3-xjop-2-Hagroarta (660 mr, 2.99
MMOJb) B 0e3B. Toayose (20 mi) mo kamisiMm pobasnsioT pactsop DIBAL-H (1 M B
tonyone, 9.0 mu, 9.0 mmonp). CMech NONMONHUTENbHO nepeMemnBaroT npu -78°C B
armMoc(epe azora B TeueHue 15 wMuH wu 3areM garT Harperbes npo 0°C.
[lepememuBanue npu 0°C mpopomkarT B TedeHue 30 MHUH M OXJaXIeHHYH PM
nocienoBareapbHo obpabarteiBaroT Bonon (8 mu) u 1 H. BogH. NaOH (16 mu). Cmecu
3ateM natoT Harpetbest 1o KT, nobasnsror EtOAc u ciou pasgensroT. BonHsiii cioii
nBa pasa 3kcTparupyrT ¢ nomombio EtOAc. OObenuHeHHBIE OpraHUYECKUE CJIOU
MPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO,, ¢unpTpyroTr u
KOHLIEHTPUPYIOT TpPU NOHUIKEHHOM JAaBJIEHUH C TojdydeHueMm (3-xyiopHadTanus-2-
UJ)MeTaHoa B BUIe OJieTHO-pO30BOTO TBepaoro BemectBa (540 mr, 94%). XKX-MC
A:tg = 0.79 muH; 0€3 HOHU3ALIUH.

A.1.9.4. Metua 3-xaop-2-sadroar

K pactBopy 3-xjop-2-sadroitHoii kucmorsel (770 wmr, 3.18 mmonb) B 0Oe3B.
JIM®A (18 mn) nmpu KT nobamnsror kapbonat uesust (1.457 r, 4.47 mmonb) H

fionmeran (0.469 ma, 7.46 mmonb), u PM nepememuBatoT npu KT B armocdepe azora
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B TeueHue 30 mun. JloGaBmustor Bony u Et,O u cinou paspensror. BoxHblil cioii nBa
paza oskctparupyroT ¢ mnomomblo Et;O u oObennHeHHBIE OpraHUYECKHE CJIOU
IPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hang 06e3B. MgSO4, dunptpylor u
KOHLIEHTPUPYIOT NPU MOHMXKEHHOM naBieHun. Ouncrka ¢ nomouipio X (0T renrtaHa
no cmecu rentad/EtOAc = 7/3) naer merun 3-xyop-2-HadTOoaT B BHUAE OPAHKEBOIO
TBepaoro semectsa (660 Mr, 94%). XKX-MC A: tg = 0.90 mun; [M+H]" = 221.20.

A.1.9.5. 3-Xuop-2-HadTolHAS KHCJIOTA

K oxnaxnennomy (0°C) pactBopy 3-amuno-2-HadToiHON kucnorsel (700 wr,
3.18 mmonb) B MeCN (16 mu), Boge (8 mu) u 12 M Bogn. HCI (2.15 mu) nmo kanusam
nobaBisOT pacTBOp HuUTpuUTa HaTpus (241 wmr, 3.50 mmonb) B BOome (2.5 mu). PM
nonojHUTeNbHO mnepememuBaroT npu 0°C B TeueHue | 4 U 3aTeM K OXJIaXKIEHHOU
CMecCH Mo KaruisiM 1o0asisitoT pactop xyopuna meau(l) (1.888 r, 19.10 mmonp) B 2 M
BonH. HCI (5 mu). IlepememuBanue npu 0°C mpogoxkatroT B TeueHue 10 MUH U cMeCh
3ateM HarpesaroT A0 50°C B teuenue 45 muH. IlonyueHHoil B pesynbrate PM 3atem
natot oxsnaautbes 10 KT u BeIIMBAIOT Ha cMech jea/Bona. PeakIMOHHYIO CcMeCh TpPH
paza skctparupyroT ¢ nomombio EtOAc u oObenMHEHHBIE OpPraHUYECKHE CJIOU
MPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO,, ¢unpTpyroT u
KOHILEHTPUPYIOT TPU MOHMKEHHOM JABJIEHHUU C TOJy4YeHUueM 3-xJiop-2-HadToWHOH
KHCJIOTBHI B BHUJl€ KOPUYHEBOr0 TBepAoro BemecTsa (770 mr, konudecTBeHHBbINH). KX-
MC A: tg = 0.77 muH; 0€3 HOHHU3AL[HH.

A.1.10.  6-Xuop-N-(2-(3-u3onponokcHHAPTAINH-2-UJI)ITHI ) ITUPUMUIANH-4-
aMHH

Yka3aHHOE B 3arojIOBKe COEJUHEHHE IMOJY4YalT B COOTBETCTBHUU C METOIHKOM,
onucanHOH Bbime s A.1.1., ucnons3ys rugpoxsuopuna 2-(3-uzonponokcuHadTanuH-
2-un)stas-1-amuna. JKX-MC A: tg = 1.01 mun; [M+H]" = 342.16.

A.1.10.1. T'uapoxaopus 2-(3-u3onponokcHHaAPTANUH-2-UJI)ITaH-1-aMuHA

VYka3aHHO€ B 3arojIoBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
ONHUCaHHON BBIIIE s Al1.1, UCTIONB3YS mpem-0yTun (2-(3-
nzonponokcuHadTanuH-2-un)stua)kapdbamar. KX-MC A: tg = 0.68 mun; [M+H] =
230.20.

A.1.10.2. Tpem-0yTnj (2-(3-u3onponokcHHAPTAIHH-2-HJI)ITHI)KapOamaT

VYka3aHHOE B 3arojIOBK€ CO€JUHEHHE MOJYy4daloT B COOTBETCTBUU C METOJMKOM,
onucanHoi Beime ans A.1.1.2., ucrnonp3ys 2-Opom-3-usonponokcuradpranuH. KX-

MC A: tg = 1.02 mun; [M+H]" = 330.19.
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A.1.10.3. 2-Bpom-3-u3onponokcuHapTaaIuH

K pacrBopy 3-Opomuadranun-2-ona (600 mr, 2.66 mmons) B Oe3B. [IMPA (14
mi) npu KT noGasnstor kapbonat uesus (954 mr, 2.93 mmoinp) u 2-iiognpomnan (0.292
M, 2.93 mmons), 1 PM HarpesatoT no 60°C B TeueHue 6 4. PM naroT oxjJanuTbhes 10
KT, nobGaemsitor Bomy u Et,O wu crnoum paspensitor. Boaubiii cinoit aBa pasa
skcTparupyoT ¢ nomomselo Et,O um oObenuHeHHbIE OpraHMYECKHUE CIOH HMPOMBIBAIOT
COJIEBBIM pacTBOpPOM, cymat Hajx 0e3B. MgSO4, QUIBTPYIOT M KOHIEHTPHPYIOT MPHU
NOHW)KEHHOM JaBJIEHUHM C TMOJy4eHHeM 2-0poM-3-H30MpONOKCHHA(PTANINHA B BHJIE
opanxeBoro macna (749 wr, xonuuectBeHHbIN). KX-MC A: tg = 1.00 muH, 06e3
MOHU3ALUHU.

A.1.11.  6-Xuop-N-(2-(3-(MeTuIAMHHO)HAPTATHH-2-UJI)ITUJI)IHPUMHAHH-
4-amuH

VYka3aHHOE B 3arojIOBK€ CO€JUHEHHE MOJydaloT B COOTBETCTBHUU C METOAUKOM,
onucaHHoW Beime aus  A.l1.1., wucnonp3ys rugpoxmopun 3-(2-aMuHOITHI )-N-
metunHadTanua-2-amuHa. XKX-MC B: tg = 0.94 muH; [M+H]" =313.18.

A.1.11.1. I'mapoxaopua 3-(2-aMuHO03THI)-N-MeTHIHAPTANHH-2-AaMHHA

VYka3aHHOE B 3arojIOBK€ CO€JUHEHHE MOJYy4aloT B COOTBETCTBHUU C METOAMKOM,
ONHUCAaHHON BbILIE s Al1.1, UCTIONB3YS mpem-0yTum (2-(3-
(MeTunamuno)HadTamMH-2-11)3THI)Kap6amat. KX-MC B: tg = 0.58 mun; [M+H]" =
201.17.

A.1.11.2. Tpem-6yrna (2-(3-(meTnjiamuHo)HadTaIuH-2-HA)ITHIA)Kapbamar

VYkazaHHO€ B 3arojloOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onmucanHoW Bbime misi A.1.1.2., ucnonws3ys 3-tion-N-metunHadpranuH-2-amuH. KX-
MC B: tg = 0.97 mun; [M+H]" = 301.22.

A.1.11.3. 3-Hoa-N-meTuaHadTaiuH-2-aMuH

K pactBopy 3-iionnadpranun-2-amuna (800 mr, 2.97 mmons) B 0e3B. MDA (4
i) npu KT pgobasmsitor xapOonar kanust (616 mr, 4.46 mMmone) u Hogmeran (0.374
M, 5.95 mmouns), 1 PM nepememuBarot npu KT B Teuenue 5.5 4. JloGaBasitoT BOOy H
Et,0O u cnou pasnensiror. BoaHslil cinoli n1Ba pasa skcTtparupyiT ¢ nomombio Et,O u
0o0beIMHEHHbIE OpPraHUYEeCKHE CJOW IMPOMBIBAIOT COJIEBBIM PACTBOPOM, CYIIAT Haj
6e3B. MgSO,, QunbTpyrOT U KOHUEHTPUPYIOT MPU MOHUKEHHOM naBiieHuu. QUHUCTKA C
nomompo DX (or renrana no cmecu rentaH/EtOAc = 7/3) paer 3-iioxn-N-
MeTUnHAapTAINH-2-aMUH B BHAe kenToro macia. JKX-MC B: tg = 1.04 mun; [M+H]" =

284.05.
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A.1.12.  6-Xuaop-N-(2-(1-xnopHadTAJIHUH-2-WI)ITHA)IHPUMHANH-4-aMUH

VkazaHHOE B 3arojIOBK€ COEIMHEHHE IOJYyYalT B COOTBETCTBUHM C METOAUKOM,
onucanHoi Bbime 1 A.l.1., wucnonezys ruapoxsopun 2-(1-xmopHadranun-2-
un)stan-1-amuHa. XKKX-MC A: tg = 0.96 muH,; [M+H]" = 317.99.

A.1.12.1. T'uapoxaopua 2-(1-xjJopHadTaann-2-ua)ITan-1-amuna

VYkazaHHO€ B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucanHoW Beime 1usa A.l1.1.1., ucnone3yss mpem-Oytun (2-(1-xnopHadranun-2-
un)stun)kapoamat. JKX-MC A: tg = 0.59 mun; [M+H]" = 206.13.

A.1.12.2. Tpem-oyTna (2-(1-xaopHadranauH-2-ua)dTuia)kapéamar

VYka3zaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOI,
onucaHHOU Bbime Ais A.1.2.2., ucnonb3ys 2-6pom-1-xnopuadpranun. KX-MC A: tg =
0.98 mMuH; Oe3 HOHHU3AILUH.

A.1.13.  6-Xuaop-N-(2-(3-((TpuH30npONUICHIINI)ITUHHIHI)HAPTAJINH-2-
HJ1)3THJ )THPUMHANH-4-aMUH

VkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
ONHUCAaHHOMN BBILIE IS All, UCIIOJb3Y sl TUAPOXJIOPUL 2-(3-
((TpumzonponuICHIIII)3TUHUN )HAadTaTuH-2-1i)31al-1-amuna. XKX-MC A: tg = 1.20

muH; [M+H]" = 464.16.

OH OBoc OBoc
—
Br Br NHBoc

A1.13.7. A1.13.6.

oTf OH lOBoc
~— —
NBoc, NBoc, NBoc,

l

§ )

A1.13.3. A1.134. A.1.135.
Si/L s.
O — — QO
NBoc, NH; . HCI
A1132. A1131. AL13.
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A.1.13.1. I'mapoxaopua 2-(3-((TpMHM30NPONMUJICHINI)ITHHUI)HAPTAIHH-2-
Ha)3TaH-1-amMuHAa

VYkazaHHO€ B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucanHoil Bbime aas A.1.1.1., ucnonb3ys mpoMmexxkyTodHoe coenuHeHue A.1.13.2.
XKX-MC A: tg = 0.90 mun; [M+H]" = 352.17.

A.1.13.2. IlonyyeHue MPOMeKYTOUHOTro coenuHenus A.1.13.2.

K pactBopy mpomeskyTouHoro coenuHenus A.1.13.3. (412 wmr, 0.79 mMmoib) B
TEA (7 mn) mocnenoBarenpHo pobaisaroT wonma menu(l) (21 mr, 0.11 mMmons) u
PdCI,(PPhs); (28 wmr, 0.039 mmonb). CMmech 3aTeM OerasupyrT a30TOM U J0O0aBISIIOT
(Tpumzonponuncuimi)anermwieH (0.356 miu, 1.59 mmons). PM HarpesatoT no 50°C B
atMocdepe a3ora B TeueHue HouH. PM 3atem QuabTpyroT yepe3 menut u GuiabTpar
KOHIIEHTPUPYIOT MPHU MOHWKEHHOM aaByeHuu. Ouuctka ¢ momouipo @X (OT renrtaHa
no cmecu rentadn/EtOAc = 4/1) naer mpomexyTouHoe coenquHenue A.1.13.2. B Buzge
kopuuHeBoro macia (361 mr, 83%). XKX-MC A: tg = 1.27 muH; 6€3 HOHH3ALUN.

A.1.13.3. IlonyyeHue NpomMeKYTOYHOro coeauHeHus A.1.13.3.

PactBop mpomexxyrounoro coequHerust A.1.13.4. (390 mr, 1.01 mmons) u TEA
(0.365 mx, 2.62 mmonp) B 0e3B. XM (10 mu) mpu KT obpabarsiBaroT mopuusimu
1,1,1-rpudprop-N-pennn-N-((tpudpropmermn)cynpdponun)merancyabponamuna (617
mr, 1.71 mmone), u PM nepememuBaror npu KT B atmocdepe azora B TeueHHue HOYH.
PM 3areM KOHLEHTPUPYIOT NPU NOHUKEHHOM aasieHuu. Ouucrtka ¢ nomompo PX
(ot rentana go cmecu rentan/EtOAc = 9/1) nmaeT mpoMekyTOYHOE COEIUHEHHUE
A.1.13.3. B Buae OecrBeTHoro tBepaoro BemectBa (411 mr, 79%). KX-MC A: tg =
1.12 muH; 6€3 HOHU3AIUH.

A.1.13.4. IlonyyeHue NPOMeKYTOUHOTO coefuHeHus A.1.13.4.

Cycnensuto mnpomexkyToyHoro coenuHenus A.1.13.5. (528 wmr, 1.08 mmonb) B
MeOH (11 mn) npu KT o6padateiBatoT 2.8 M Boan. NaOH (3.85 mn, 10.78 mMonb), u
PM mnarpesatoT no 55°C B teuenue 20 mud. PM 3arem parot oxnanutbes no KT u
MeOH ynansitot npu noHuskeHHOM nasieHuu. JJodasnsior Haceim. Bond. NH4Cl, crioun
pa3AensioT U BOAHBIA CJIOM TpU pasza BKCTparupyrwt ¢ nomowbw JIXM.
OObenuHeHHBIE OPraHUYECKHE CJIOM IMPOMBIBAIOT COJIEBBIM PACTBOPOM, CyIIAT Hax
6e3B. MgSO,4, OGUIBTPYIOT W KOHLEHTPUPYIOT MNPH TOHWKEHHOM JaBJIEHHUH C
MOJIyYeHUEM NpOMexXyTodHoro coenuneHuss A.1.13.4. B Bume He coBceMm Oernoro

TBepaoro Bemectsa (390 mr, 93%). )KX-MC A: tg = 0.99 muH; 6e3 noHH3aLNH.
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A.1.13.5. IlonyyeHHe MpoMeKYTOYHOTro coeauHeHus A.1.13.5.

PactBop mpomeskyrouHoro coenunenust A.1.13.6. (456 mr, 1.18 mmonn) B MeCN
(12 mn) npu KT obpabatsiBaror nu-mpem-6yrun nukapoonarom (337 mr, 1.53 Mmoub)
u 4-(numerunamuHo)nupuauaom (14 mr, 0.11 mmons), u PM HarpesatoT no 60°C B
TeueHne 1.5 4. 3areM BBINOJHAKT elle OAHO paobOaBiIeHUE AU-Mpem-0yTum
nukapbonara (128 mr, 0.58 mMmounb) u HarpeBanue npu 60°C TPOAOIIKAIOT B TEYEHHE
30 mun. PM nparor oxmamutbess no KT, mobGamnsror nHaceim. BogdH. NH4Cl u ciou
pasnensror. BopHbiii  cimoii  Tpu  pasa  skcrparupyrot ¢ nomoumpio  EtOAc.
OObenuHeHHBIE OpraHuveckue ciom cymar Hax 0O0e3B. MgSO,, ¢uuabTpyroT H
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBiieHHH. Ouuctka ¢ momouipto @X (oT renrtaHa
no cmecu rentadn/EtOAc = 1/1) maet mpomexyTouHoe coenqunenue A.1.13.5. B Buzge
becuBeTHoro macna (528 mr, 92%). dKX-MC A: tg = 1.11 mMuH; 6€3 HOHU3ALUH.

A.1.13.6. Tpem-oyrua (2-(3-((mpem-0yToxkcukapooHua)okcH)HapTAIHH-2-
WJI)3THJ)KapbamaT

VkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
onmucanHoW Bbime anst A.1.1.2., ucnonb3ys 3-OpomuHadTanuH-2-un mpem-0yTui
kap6onar. KX-MC A: tg = 1.01 mun; [M+H]" = 388.30.

A.1.13.7. 3-bpomHadTanuH-2-ua mpem-0yTHja kapooHart

PacTeop 3-6pomuadranun-2-ona (410 mr, 1.82 mmonr) B MeCN (18 mur) nmpu KT
oOpabartbiBatoT au-mpem-0ytun aukapbonarom (521 wmr, 2.37 wmmoabp) u 4-
(mumeTunamubno)nupunuaoM (22 mr, 0.18 mmonb). PM 3atem HarpesaroT no 50°C B
teuenue 45 muH. PM paror oxmagurhes 10 KT, mobasasror Haceim. BoaH. NH4Cl u
ciou paspensaroT. BoxHeiil crnoit Tpu pasa skcrparupyroT ¢ nomoubio EtOAc.
OObenuHeHHBIEe OpraHuveckue ciom cymar Hax 0Oe3B. MgSOy, QuuabTpyroT Hu
KOHIIEHTPUPYIOT NPU MOHMKEHHOM naBiieHnu. Ouuctka ¢ momouipto @X (OT renrtaHa
no cmecu rentad/EtOAc = 1/1) naer 3-Opomuadranun-2-un mpem-0ytun kapOoHaT B
Buae OecuBeTHOTO TBepnoro BemectBa (643 mr, konudectBeHHbIl). XKX-MC A: tg =
1.00 muH; 6e3 HOHHU3ALUH.

A.1.14. 3-(2-((6-XnopnupUMHANUH-4-HJI)AMHHO)ITH)-2-HAPTOHUTPHI

VYka3zaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
onucanHoW Beime anid  A.l.1., wucmome3ys runpoxiopun 3-(2-aMHHOITHI)-2-

Hadprorurpuna. JKX-MC A: tg = 0.89 mun; [M+H]" = 309.06.
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A1.14.2. A1.14.1. A1.14.
R = H wnm Boc Z N

A.1.14.1. T'mapoxaopusa 3-(2-aMHHOITHJ)-2-HAPTOHUTPHIA

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IOJYyYalT B COOTBETCTBUHM C METOAUKOM,
onucanHo# Beime 11 A.1.1.1., ucnonp3ys npomexyrodnoe coennnenue A.1.14.2. (¢
R = H, Boc). XKX-MC A: tg = 0.56 mun; [M+H]" = 197.22.

A.1.14.2. Ilony4yeHHe MPOMEKYTOUHOro coeauHenus A.1.14.2.

K pactBopy mpomexkytounoro coeaunenus A.1.14.3. (500 mr, 1.11 mmomb) B
0e3B. [IM®A (6 mu) mocienoBaTeslbHO A00aBisAOT nmaHun uuHka (160 mr, 1.33
mMmoib), Pdy(dba)s (52 mr, 0.055 mmons), kcautdoc (66 mr, 0.11 mmoar) u TMEDA
(33 mkxa, 0.22 mmons). PM narpeBator no 140°C B Teyenme 20 muH. PM paror
oxnanutbest 10 KT u 3atem ¢punpTpyroT uepe3 uenut. Jobasusror Boay u Et,O, cion
pa3desNsitoT U BOJIHBIN CJIOH NBa pa3a dKCTparupyrwT ¢ momompio Et;O. O0bennHeHHbIE
oprannveckue ciou cymartr Han 0e3B. MgSO,, QUIBTPYIOT U KOHUEHTPHUPYIOT IMPHU
NOHMW)XeHHOM naBieHuu. Ounctka ¢ nomombro DX (oT remraHa 10 cMecu
rentad/EtOAc = 85/15) maer mpomexyrtounoe coenuHenue A.1.14.2. (R = Boc) B
Bune OnenHo-kenToro Teepaoro semectsa (211 mr, 48%). XKX-MC A: tg = 1.05 mus;
6e3 monuzaunu. [Ipomexyrounoe coennHenue A.1.14.2. (R = H) Takxe BbIAEIAIOT B
Bune OecuserHoro tBeproro BemectBa (81 mr). XKX-MC A: tg = 0.92 mun; 0e3

HOHH3allHuHU.
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A.1.14.3. IlonyyeHHe NPOMeKYTOYHOTrO coeauHeHus A.1.14.3.

PactBop mpem-Oytun (2-(3-6pomuadranun-2-un)stun)kapbamara (1.52 r, 4.34
mMoiab) B MeCN (20 mn) npu KT obpabarsiBator au-mpem-0yTun aukapOoHaATOM
(1.24 r, 5.64 mmonp) u 4-(aumerunamuno)nupuauHoMm (54 wmr, 0.43 mmons). PM
3aTeM HarpeBaroT 10 50°C B Teuenue 15 u. PM narot oxnaautbes no KT, nobasnsroT
Hacein. BoaH. NH4Cl u cimom paspensror. Bomnblll ciioli Tpu pasa 3KCTparupyroT C
nomoibto EtOAc. OObenuHeHHbIE OpraHuveckue cjaou cymart Hajg 0e3B. MgSOu,
(GUIBTPYIOT U KOHLEHTPUPYIOT NMPH MOHMXEHHOM naBjeHHH. OUYHCTKA C MOMOIIBIO
®X (ot rentana no cmecu rentan/EtOAc = 1/1) maet mpomMekyTOYHOE COETUHEHUE
A.1.14.3. B Bune opanxkenoro maciaa (1.64 r, 84%). XKX-MC A: tg = 1.11 muHn; 6e3
MOHHU3ALHH.

A.1.14.4. Tpem-oyTna (2-(3-0pomHadpTaNUH-2-UI)ITHI)KapOamaT

Oxnaxnennsiii (0°C) pactBop 2-(3-OpomuadranuH-2-un)stan-1-amuHa (1.85 T,
7.41 mmonb) u DIPEA (2.54 ma, 14.80 mmonr) B XM (25 ma) obpabaTsiBaroT
pactBopoMm nu-mpem-0ytun nukapoonara (1.94 r, 8.89 mmons) B IXM (10 mi). PM
nonojgHuTenpHo nepememuBaroT npu 0°C B teuenue 15 muH u 3arem npu KT B
teyeHne 15 4. JloGaBusitoT Bomy u ciouw paspenstor. OpraHudeckuil CIIOW 3aTeMm
MPOMBIBAIOT COJIEBBIM pacTBOpOM, cymar Hax 0e3B. MgSO,, ¢urpTpyroT u
KOHIIEHTPUPYIOT NpPHU MOHMXKEHHOM naaBieHuu. Ouucrka ¢ momouipto X (oT renrtaHa
no cmecu rentan/EtOAc = 3/2) npaer mpem-Oytun (2-(3-Opomuadranmu-2-
Wi1)3Tui)kapbaMar B BHAE OpaHkeBOro Teepaoro Bemectsa (1.72 r, 66%). dKX-MC A:
tg = 0.99 muH; 6€3 HOHU3ALMH.

A.1.14.5. 2-(3-BpomHadTanuH-2-ua)dTan-1-aMmuH

K oxnaxnennomy (-10°C) pactsopy LAH (2 M B TT'®, 17.20 mu, 34.40 MmMoJIB)
no kamiasaMm nobasisitor 95% HySO4 (0.47 mn), u cmech nepememuBaroT npu -10°C B
teyuenne 20 wMmuH. 3ateM 1o KamiasMm  noOaBiasiioT  pactBop  2-Opom-3-(2-
HuTpoBUHUN)HapTanuHa (2.14 r, 7.69 mmonp) B 6e3B. TI'® (25 M) u nepeMemnBaHue
nponosokaroT npu -10°C B teuenue 25 mun u 3atem npu KT B Teuenue 30 mun. PM
oxnaxnaroT 1o 0°C um mocnemoBarenbHO oOpabarsiBatoT 2-mpomanosioM (17 mu) u
2.8 M Boxan. NaOH (3.4 wmu). IlonydyeHHy0O B pe3yjbTaTe CYCIEH3HIO 3aTeM
GuabTPYIOT U QUIABTPAT KOHUEHTPHUPYIOT NMPH MOHUKEHHOM JABJIEHUU C MOJIYyUYEHUEM
2-(3-6pomHadTanun-2-mn)3TaH-1-amuna B Buape kopuuHesoro rens (1.73 r, 90%).

HKX-MC A: tg = 0.61 mun; [M+H]" = 250.11.
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A.1.14.6. 2-Bpom-3-(2-HuTpoBUHHA)HATAINH

K pactBopy 3-Opom-2-nadpranpaeruna (1.95 r, 6.91 mmons) B HUTpOMeTaHe (14
MJ1) TIOC/IeIoBaTeNbHO n00aBnsaoT 4A mMonekynspubie cuta (266 mr), 6yTunamun (81
Mk, 0.81 mMMonp) u ykcycHyro kuciaory (80 mxin, 1.41 mmons). PM HarpesaroT no
90°C B Teuenune 20 muH. PM 3arem GuabTpyroT U (QUIBTpPAT KOHLUEHTPUPYIOT NPH
NOHW)KEHHOM JaBJICHUU C MOJIydeHHeM 2-0poM-3-(2-HUTpOBUHMI)HA(TAIUHA B BHIE
senToro TBepaoro Bemectsa (2.14 r, xonuvyectBeHHbii). XKX-MC A: tg = 0.98 muH;
6e3 HOHM3ALUH.

A.1.14.7. 3-Bpom-2-HadTanbaeruns

K oxnaxnennomy (-20°C) pactBopy 2,3-agubpomuadranmua (3.12 r, 10.70
MMoJb) B 0e3B. TI'® (45 mu) mo xarmisiM HO0AaBJSIIOT PAacTBOP KOMILJIEKCA XJIOPHJ
uzonponmimMaraus - xjopun autusa (1.3 M B TI'®, 12.40 ma, 16.12 mmons), u PM
IOTOJTHUTENBHO mnepememuBarT npu -20°C B armocgepe azora B TeueHne 30 MuH.
3arem mo kamnsaMm pobasistor  6e3B. AM®PA (412 wmi, 53.57 wmMonp) #
nepemewmnBanue npu -20°C nponoskaror B TedeHue 30 MuH. PM mocnegoBaTenbHO
obpadateiBaroT Bonoi (35 mu) u 12 M Bogu. HCI (4.7 ma) u maror Harperbcst no KT.
HobasnsaroT Et,O, ciou pa3aensoT U BOAH. CJIOH Ba pa3a SKCTPATHPYIOT C MOMOIIBIO
Et;0. OObenuHeHHbIE OpraHMYECKHE CJIOU 3aTE€M IMPOMBIBAIOT COJIEBBIM PACTBOPOM,
cymart Hax 0e3B. MgSO,4, GUIBTPYIOT U KOHLUEHTPUPYIOT MPH MOHUKEHHOM JaBJICHUH.
Ounctka ¢ nomompio @X (ot rentana no cmecu rentan/EtOAc = 9/1) naet 3-6pom-2-
HadTaapaerun B Bume OnenHo->kentoro TBepaoro Bemectsa (1.50 r, 60%). XKX-MC
A:tg = 0.90 muH; 6€3 HOHU3ALUH.

A.1.15. 6-Xuop-N-(2-(1-((TpuH30NPONUICHINI)ITUHHI)HAPTATHH-2-
WJ1)3THJ )THPUMHANH-4-aMUH

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE MOJYyYarT B COOTBETCTBUH C METOAHUKOIA,
ONHMCAaHHON BBILIE ISt Al1, UCIIOJb3Ysl TUAPOXJIOPUL 2-(1-
((TpumsonponuiICcuiuI)3THHUI )HaQTaNnuH-2-mn)3Tad-1-amuna. XKX-MC A: tg = 1.21
mus; [M+H]" = 464.16.

A.1.15.1. I'mapoxaopua 2-(1-((TpuMHM30NpPONMUJICHINI)ITHHHI)HAPTAIHH-2-
ua)3TaH-1-amuHa

Vka3zaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUHM C METOAUKOM,
ONUCaHHON BBILIE s Al1.1, UCTIONB3YS mpem-0yTun (2-(1-
((TpumsonponmiICUI )3 THHUI )HaQ TanuH-2 -1 )3Tun)kapdbamar. XKX-MC A: tg = 0.88

mus; [M+H]" = 352.16.
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A.1.15.2. Tpem-oyrua  (2-(1-((TpMM30NpPONHUJICHINI)ITHHHI)HAPTAIHH-2-
WJI)3TUHJ)KapOamaT

VYkazaHHO€ B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucaHHoi Beime 1 A.1.13.2., ucnone3ys mpem-0ytun (2-(l-fiogHadranun-2-
un)stun)kapoamat. JKX-MC A: tg = 1.20 mun; [M+H]" = 452.23.

A.1.15.3. Tpem-oyruna (2-(1-iioxHadpTaanH-2-ua)d3TUIa)KapbamaTt

K cmecu mpem-0ytun (2-(1-6pomuadranun-2-un)stun)kapdbamara (500 mr, 1.43
MMoOJb) U mpanc-N,N’-numeTunuukiorekcan-1,2-gnuamuna (22 mkia, 0.14 mMmounb) B
nuokcane (2 mur) mpu KT nobasnstor tonun meau(l) (14 mr, 0.07 mMonb) u Honun
HaTpus (432 mr, 2.86 mmousb). PM HarpeBarT B cocyae ¢ 0OpaTHBIM XOJOAMJIBHUKOM
(110°C) B Teuenue 3 nueii. PM 3atem nmarot oxnmaautbes no KT, nobaBisoT BOoAy u
JAXM wu cnou pazaensoT. BoaHbiil ¢ioi ABa pasa 3KCTparupyrwT ¢ nomowbo XM u
oO0beNMHEHHbIE OpraHuYeckue cjou cymar Han 0O0e3B. MgSO,, dunptpyror u
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBieHnu. Ouuctka ¢ momouipo @X (oT renrtaHa
no cmecu rentaH/EtOAc = 4/1) npaer mpem-6yrun (2-(1-tionHadranuH-2-
wi1)3TUN)KkapbaMar B BUae xkeaToro teepaoro semectsa (330 mr, 58%). KX-MC A: tr
= 1.00 muH; O0e3 HOHHU3AIUH.

A.1.15.4. Tpem-o0ytna (2-(1-6pomHadTanuH-2-ua)d3TUa)kapéamar

VYkazaHHO€ B 3arojIOBK€ COEIMHEHHE IOJy4alT B COOTBETCTBUM C METOAUKOIA,
onucaHHoW Bbime ans A.1.14.4., ucnons3ys 2-(1-OpomHadranuH-2-mn)sTaH-1-aMuH.
KX-MC A: tg = 0.99 MmuH; 6€3 HOHH3ALHH.

A.1.15.5. 2-(1-BpomuadTanuH-2-ua)dTan-1-aMmun

YkazaHHOE B 3arojiOBKE COEIMHEHHE MOJYy4aloT B COOTBETCTBUHM C METOAHUKOIA,
onucanHoW Bbime aiust A.1.14.5., ucnonb3ys 1-Opom-2-(2-HurpoBUHWI)HADTATUH.
XKX-MC A: tg = 0.60 mun; [M+H]" = 250.14.

A.1.15.6. 1-Bpom-2-(2-HuTpoBUHHA)HATAINH

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
onucaHHoU Bbime st A.1.14.6., ucnonb3ys 1-Opom-2-nadranbnerun. XKX-MC A: tg
= 0.98 muH; 63 HOHHU3AIUH.

A.1.16.  2-(2-((6-X10pnupUMHAUH-4-HJI)AMHHO)ITUHJI)-1-HAPTOHUTPHUI

Vka3zaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOIM,
onucanHoi Beime anid  A.l.1., wucnmone3ys runpoxiopun 2-(2-amMuHOITHI)-1-

Hadprorurpuna. JKX-MC A: tg = 0.89 mun; [M+H]™ = 309.06.
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A.1.16.1. I'mapoxaopua 2-(2-aMmuH03THI)-1-HadTOHUTPHIIA

Yka3aHHOE B 3arojIOBK€ COEJUHEHHE MOJYy4alroT B COOTBETCTBUU C METOJAMKOM,
onucanHoi Beime nasa A.l1.1.1., ucnonb3dys mpem-Oytun (2-(1l-umanonadranun-2-
un)stun)kapbamat. JKX-MC A: tg = 0.56 mun; [M+H]" = 197.20.

A.1.16.2. Tpem-oyTua (2-(1-uuanoHadTaIUH-2-WI)ITHIA)KapOamMaT

VkazaHHOe B 3arojioBKke CO€JUHEHHE CHUHTE3UPYIOT B COOTBETCTBUH C
METOAMKOH, omnucaHHOW Bbime 1 A.1.14.2., ucnonssys mpem-0ytun (2-(1-
OpomHadTanuH-2-un)3Tun)kapdamar (monydenue onucano B A.1.15.4.). XKX-MC A:
tg = 0.92 muH; 6€3 HOHHU3ALHH.

A.1.17. N-(2-(1-AMuHOHA(TANIHH-2-HJI)ITHI)-6-XTOPIHUPUMHANH-4-aMUH

VYka3aHHOE B 3arojIoBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
onucanHoO# Bhime 111 A.1.1., ucrnonb3ys runpoxiopun 2-(2-amunostun)Hadranun-1-
amuHa. XKX-MC A: tg = 0.81 mun; [M+H]" = 299.08.

A.1.17.1. I'mapoxaopup 2-(2-aMmuHo3THA)HAPTAINH-1-aMHHA

VYka3aHHOE B 3arojIOBK€ CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
onucanHoi Bbime aiust A.1.1.1., ucnone3dys mpem-Oytun (2-(l-amuHOoHadTanUH-2-
un)stun)kapbamat. JKKX-MC A: tg = 0.49 mun; [M+H]" = 187.29.

A.1.17.2. Tpem-0yTna (2-(1-amuHOHAPTANHH-2-HJI)ITHI)KapOamaT

VYKka3aHHO€ B 3arojiOBK€ COEJUHEHHE CHUHTE3UPYIOT B COOTBETCTBHUU C
METOAMKOH, omucaHHOW Bbime it A.1.1.2., ucnons3ys 2-OpomHadranus-1-amuH.
XKX-MC A: tg = 0.84 mun; [M+H]" = 287.18.

A.1.18. 6-Xuop-N-(2-(1-BuHHIHAPTATHH-2-HJI)ITHI)IHPUMHAUH-4-AMHUH

Yka3aHHOE B 3arojIOBKe COEJUHEHHE IMOJY4YalT B COOTBETCTBHUU C METOIHKOM,
onucanHoW Bbime 1 A.1.1., ucmonb3ys rugpoxsopun 2-(l-suHuiaHadTanuH-2-
un)stan-1-amuna. XKX-MC A: tg = 0.97 muH,; [M+H]" = 310.09.

A.1.18.1. T'mapoxaopug 2-(1-euHuaHadTaANUH-2-UI)ITaH-1-aMHHA

VYka3aHHO€ B 3arojIoBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
onucanHoW Bbime ans A.1.1.1., ucnone3ys mpem-0ytun (2-(1-BuHunHadTanue-2-
un)stun)kapbamat. JKX-MC A: tg = 0.62 mun; [M+H]" = 198.22.

A.1.18.2. Tpem-oyTna (2-(1-euHuJIHAPTANHH-2-HJI)ITHI)KapOamaT

Cycnensuto mpem-0ytun (2-(1-6pomuadranun-2-mn)stun)kapbamara (800 wr,
2.28 wmMounp, mnoaydeHue omnucaHo B A.1.154)), xommnuekca 2,4,6-TpUBHHUI-
1,3,5,2,4,6-tpuokcarpudopunan - nupuaus (289 mr, 1.14 mmons) u 2 M Boas. K,CO;

(2.28 wmiu, 4.56 Mmonb) B nuokcaHe (22 M) paerasupyroT aszotoMm. JloOaBisioT
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Pd(PPhs)s (135 wmr, 0.11 MMonp), U CMeCh CHOBa JAErasupyrT a3oroM. PM 3arem
HarpeBaroT 10 90°C B armocdepe a3ora B TeueHue HOUM. PM paroT OXjIaguThes 10
KT, pasbasnsror ¢ momoumpro JIXM u noGasastor Hackim. BoxH. NaHCOj;. Cnon
pasdensoT W BOAHBIM CJIOH JBa pasza »HKCTparupyrwT ¢ nomombro JXM.
OObennHEeHHbIE OPraHUYECKUEe CJIOU 3aTE€M IMPOMBIBAIOT COJIEBBIM PAaCTBOPOM, CYLIAT
Han Oe3B. MgSO,, QuubTPyHOT M KOHUEHTPHPYIOT NPU IMOHUKEHHOM MAaBIICHHH.
Ouncrtka ¢ nmomompbo @X (ot renrana ao cmecu rentad/EtOAc = 4/1) naer mpem-
Ooytun (2-(1-sununnadranuu-2-un)3Tui)kapbaMar B Bume skeaToro macia (582 wr,
86%). KX-MC A: tg = 0.99 muH; 6e3 nOHH3aUN.

A.1.19. 6-Xuop-N-(2-(3-meTokcHu-1-merunHadpraanH-2-
WJ1)3THJ )THPUMHANH-4-aMUH

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
onmucanHOW Bbime gus A.l.1.,, wucmonb3ys rumpoxsopua  2-(3-metokcu-1-
metunHadTanMH-2-1n)3TaH-1-amuna. dKX-MC B: tg = 1.09 mun; [M+H]" = 328.17.

A.1.19.1. I'mapoxaopug 2-(3-meTokcu-1-merunHadpraauH-2-ua)ITan-1-
amMHHAa

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IOJYyYalT B COOTBETCTBUHM C METOAUKOIM,
onucanHoi Beime gua  A.l1.1.1., wucnonesys mpem-6ytun (2-(3-merokcu-1-
meTunHadTanuH-2-1un)stun)kapobamar. XKX-MC B: tg = 0.65 mun; [M+H]™ = 216.30.

A.1.19.2. Tpem-6yTua (2-(3-meTokcu-1-MeTuaHAPTAINH-2-
Wa)3THI)KapdamaTt

VYkazaHHO€ B 3arojloOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucanHoW Bbime mis A.1.1.2., ucnonap3ys tpudropmerancyiabdonar 3-merokcu-1-
metunaHadpTanun-2-una. XKX-MC B: tg = 1.10 muH; [M+H]" =316.26.

A.1.19.3. 3-MeTtokcu-1-meruaHapraiaun-2-ua rpudpropmerancyabdoHar

PactBop 3-merokcu-1-merunnadpranni-2-ona (802 mr, 4.26 mmons) u TEA (1.54
mia, 11.10 mmonb) B 6e3B. AXM (42 ma) npu KT oGpabareBaroT mopuusimu 1,1,1-
tpudTop-N-penun-N-((rpupropmerun)cynbponun)merancynbponamuna (2.587 r,
7.24 mmonsb), 1 PM nepememusator npu KT B armocdepe azora B Teuenne Houu. PM
3aTeM KOHIEHTPHUPYIOT NpH MOHM)KEHHOM aaBieHuu. Ouncrtka ¢ nmomompio ®X (or
rentana a0 cmecu rentad/EtOAc = 1/1) pmaer 3-mertokcu-l-merunHadranuH-2-wui
TpudpTopmerancyiabdonar B Bune OecusetrHoro macua (1.09 r, 80%). XKX-MC B: tg =

1.13 mMuH; 6e3 HOHHU3AIUH.
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A.1.19.4. 3-MeTtokcu-1-meTuaHaQpTaJanH-2-0J1

Cmechp 3-meTokcu-2-(MeTOKCUMETOKCH)-1-meTunnadpranna (1.127 r, 4.85
mMmoib) B MeOH (9 mu) u IXM (9 ma) obpabarsiBator 12 M Bogu. HCI (0.80 mut; 9.60
MMOJIb) U MOJYYEHHYIO B pe3ysbTare cycrneHs3uio nepemewmunsaoT npu KT B Teuenue
Houu. JloGaBnstor Bomy u JAXM wm cnoum pasnensitor. BonmHbiii cioit aBa pasa
SKCTparupyT ¢ nomoumpo JXM u oObenrMHEHHbIE OPTraHUYECKHE CJIOH MPOMBIBAIOT
cojJieBbIM pacTBOpoM, cymar Hax MgSOi, GUIBTPYIOT U KOHLUEHTPHUPYIOT TMpHU
noHmwxkeHHoM napjeHuu. Ouucrka ¢ nmomombio ®X (ot remrana no renrtaH/EtOAc =
3/7) naer 3-meTokcu-1-meTunHapTaINH-2-0] B BHAe O€CIIBETHOTO TBEPAOrO BEIIECTBA
(802 mr, 88%). dKX-MC B: tg = 0.91 muH; 6e3 noHHU3auuu.

A.1.19.5. 3-Metokcu-2-(MeTokcuMeToKcH)-1-MmeTuaHAGTAINH

Cwmecph 1-Opom-3-meTokcu-2-(meTokcumerokcu)Hadranuna (1.50 r, 5.05 mmonp)
u Cs;CO; (4984 1, 15.10 mmonb) B IM®PA (20 M) merasupyrT a30oTOM. 3aTeM
nobapisiror Pd(PPhs); (583 wmr, 0.50 wmmoms) u 2,4,6-tpumeruin-1,3,5,2,4,6-
TpuokcarpubopuHaH (659 mr, 5.25 MMoJsb), U CMECh CHOBA AEra3upyrT azoToM. PM
3ateM HarpeBaroT 10 90°C B armocdepe a3ora B TeueHHe HOYU. PM naroT oXJaauThCs
no KT, u paszbasusitor ¢ momombio Et;O u Boael. Ciou pa3nensroT U BOJHBIN CJIOH 1Ba
pasza skcrparupyoT ¢ nomombio Et,O. OO0benuHeHHBbIE OpraHMYECKHE CJIOH 3aTeM
IPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hajg 060e3B. MgSO4, dunptpyror u
KOHILEHTPUPYIOT MPU MOHUKEHHOM aaBjieHnu. Ouncrtka ¢ nomompo ®X (oT rentaHa
no cmecu rentan/EtOAc = 7/3) npaer 3-meTOkCH-2-(METOKCHMETOKCH)-1-
MetuaHadpTaauH B Buae OeciBeTHOoro macia (950 mr, 81%). XKX-MC B: tg = 0.99
mun;, [M+H]" = 233.31.

A.1.19.6. 1-Bpom-3-MeTOKCH-2-(MeTOKCHMETOKCH)HAPTATHH

Oxnaxnennsiii (0°C) pactBop 1-6pom-3-merokcuHadTanuu-2-ona (3.00 r, 11.30
MMoib) B 0e3B. JIM®PA (50 mu) obpabarbiBaroT mopumsiMu rugpuna Hatpus (60%
aucnepcuss B MuHepanbHOM Macie, 540 mr, 13.50 MMoib), U CMeCh MepPEeMEIIUBAIOT
npu KT B armocpepe aszora B TeueHme 15 muH. K monydeHHOW B pe3yibraTe
oxnaxaeHHoi (0°C) cmecu 3aTeM H00aBIAIOT XJOPMeTUIMETHIOBbIH 3¢up (1.71 Mo,
22.50 mmonp) u nepememnBanue npu KT npomomkaror B Teuenue 1.5 4. JloGaBusitoT
Boay u Et,O u cinou pazpenstor. OpraHu4ecKuil CJIoi MOCIEN0BATEIbHO MPOMBIBAIOT
BOJOH W COJEBBIM pacTBOpoM, cymar Hang 60e3B. MgSOy, o¢unpTpyroT u
KOHIIEHTPUPYIOT NpPHU MOHMXEHHOM naBieHnu. Ouuncrka ¢ momouipto X (OT renrtaHa

hile} cMecH rentad/EtOAc = 1/1) JaeT 1-6pom-3-meTokcu-2-
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(meTokcumeTokcHu )HadTanuH B Bunge decuserHoro macua (3.29 r, 98%). XKX-MC B: tg
= 1.03 muH; 03 HOHHU3AIUH.

A.1.20.  6-Xuaop-N-(2-(1-¢Top-3-MmeToxkcuHATAINH-2-

WJ1)3THJ )IHPUMHANH-4-aMUH

VYkazaHHOE B 3arojloOBKe€ CO€AMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucanHoW  Bbime g A.l.1.,, wucmoae3ys  ruapoxsopun  2-(1-dprTop-3-
MeTokcuHadTanuH-2-un)3tas-1-amuna. XKX-MC B: tg = 1.07 mun; [M+H]" = 332.16.

A.1.20.1. Tuapoxuopun 2-(1-¢prop-3-merokcunadpraauH-2-uja)dTan-1-amuna

VYkazaHHOE B 3aroJIOBKE COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAHUKOIA,
onucanHod  Bbime g A.1.1.1., wucnonesys mpem-6ytun  (2-(1-pTop-3-
MeTokcuHadTanuH-2-un)stun)kapbamar. KX-MC B: tg = 0.64 wmun, [M+H] =
220.28.

A.1.20.2. Tpem-0yTuna (2-(1-¢pTop-3-MeTokcHHAPTATHH-2-
WJI)3THJ)KapbamaT

VkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
onmucanHoW Bbime a1 A.1.1.2., wucnonedys 1-¢prop-3-meTokcuHadTaIUH-2-UI
tpudropmerancynbponat. JKX-MC B: tg = 1.09 mun; [M+H]" = 320.18.

A.1.20.3. 1-®Top-3-MeTOKCHHAPTATUH-2-UJ TPUPTOPMETAHCYIb(POHAT

PactBop 1-dpTop-3-merokcunadpranun-2-ona (740 mr, 3.85 mmons) u TEA (1.40
i, 10.00 mmons) B 6e3B. JAIXM (38 mu) mpu KT obpabarsiBatoT mopuusimu 1,1,1-
tpudptop-N-penmn-N-((tpudpropmerun)cynbponun)merancynbponamuna (1.667 r,
4.62 mmounb), u PM nepememuBatoT npu KT B atmocdepe azora B TeueHue Houu. PM
3aTeM KOHLEHTPHUPYIOT HpH MOHM)KEHHOM naaBieHuu. Ouuctka ¢ nmomompbio ®X (ot
rentaHa no cmecu rentaH/EtOAc = 1/1) nmaer 1-¢rop-3-meroxkcuHadTalIuH-2-UI
tpudpTopmerancyiabdonat B Bune 0ecusetHoro macuaa (1.02 r, 82%). XKX-MC B: tg =
1.13 mMuH; 6e3 HOHHU3AIUH.

A.1.20.4. 1-®PTop-3-MeTOKCHHAPTAIUH-2-0]

VYka3zaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
ONHMCAaHHON BBILIE IUIsL A.1.194., UCIIONb3Ysl 1-¢prop-3-meTokcu-2-
(metokcumerokcu )HapTanuH. XKX-MC B: tg = 0.84 muH; 6€3 noHH3aUN.

A.1.20.5. 1-®PTop-3-MeTOKCH-2-(MeTOKCHUMETOKCH)HAPTAINH

K OXJIaXKJ€HHOMY (-78°C) pacTBOpy 1-6pom-3-meTokcu-2-
(meTokcumerokcu)Hadpranuna (1.78 r, 5.99 mmons) B 6e3B. Et,O (60 ma) mo kamisim

nobasisiror pacteop BuLi (1.6 M B rekcanax, 11.30 mu, 18.08 mmons), u PM naror
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Harpetbesi 1o 0°C m 3atem pomojHuTenbHO mnepememuBaroT npu 0°C B atmocdepe
azora B TeueHne | 4. K panee mosy4eHHOHN cmecH mo KamisiM 100aBIsiOT pacTBop N-
¢Top-N-(penunncynsponnn)denzoncynbponamunga (5.842 r, 18.00 mmonb) B 0Oe3B.
TI'® (60 mn) u nepememuBaHue 3atrem npoposkaroT npu KT B Teuenme 1 u.
Oxnaxnaennyw (0°C) PM 3atem 00pabaThiBarOT MO KarjsM BOJOW M JAIOT HATPEThCS
no KT. obasnsrot EtOAc u ciou pasnensitor. BoaHblii ci1oii ABa pasa 3KCTparupyroT
¢ nmomoubio EtOAc m oObenuMHEHHbIE OpPTaHUYECKHE CJIOU TMPOMBIBAIOT COJIEBBIM
pactBopoM, cymatr Hax 06e3B. MgSOy, QuApTPyIOT W KOHUEHTPHUPYIOT TMpH
NOHMW)XeHHOM JnaBieHuu. Ounctka ¢ nomombro DX (oT remraHa 10 cMmecu
rentad/EtOAc = 1/1) naer 1-pTop-3-MeTokcu-2-(METOKCUMETOKCH )HAPTAINH B BUIE
xenroro teepaoro semectna (1.23 r, 87%). XXX-MC B: tg = 0.96 mun; [M+H]" =
237.11.

A.1.20.6. 1-BpomM-3-MeTOKCH-2-(MeTOKCHMETOKCH)HA(PTAIHH

VYka3aHHOE B 3arojIOBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
onucanHO# Bbime 1 A.1.19.6., ucnons3ysa 1-Opom-3-meTokcuHadTanuna-2-oxa. XKX-
MC B: tg = 1.03 muH; 0€3 HOHHU3AI[HU.

A.1.21.  3-(2-((6-X1opnupHUMHANH-4-HJI)AMHHO)ITHJ)-4-MeTHI-2-
HAPTOHHTPHJI

VYka3aHHOE B 3arojIOBK€ COEJUHEHHE MOJYy4aloT B COOTBETCTBUU C METOAMKOM,
onucaHHo# Bbime i A.1.1., ucnone3ys ruapoxugopun 3-(2-aMUHOITHN)-4-MeTHI-2-
napTonutpuna. XKX-MC B: tg = 1.03 mun; [M+H]" = 323.12.

A.1.21.1. Tuapoxuopua 3-(2-aMHHOITHJ)-4-MeTHI-2-HAPTOHUTPHIIA

Yka3aHHOE B 3arojIOBKe COEJUHEHHE IMOJY4YalT B COOTBETCTBHUU C METOIHKOM,
onucanHoW Beime g A.1.1.1., wucnone3dys mpem-0ytun  (2-(3-umano-1-
MeTunHabTanuH-2-1n)3tun)kapbamar. XKX-MC B: tg = 0.61 mun; [M+H]" = 211.28.

A.1.21.2. Tpem-oytna (2-(3-unano-1-MeTuaHAPTAIHH-2-UI)ITHIA)KapbamaTt

VYka3aHHO€ B 3arojIoBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
onucanHoW Beime aus  A.1.1.2., wucnmoae3ys 3-umaHo-l-MerunHadTamuH-2-MI
tpudTopmetancynbdonar. JKX-MC B: tg = 1.06 mun; [M+H]" =311.28.

A.1.21.3. 3-Llnano-1-meTunHadrainH-2-ua rpudpropmerancybdoHar

Yka3aHHOE B 3arojIOBK€ CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJIMKOM,
onucanHoi Bbime anst A.1.20.3., ucrnonb3ys 3-rUgpOKCU-4-MeTHI-2-HaQTOHUTPHIL

KX-MC B: tg = 1.10 muH; 6€3 HOHH3AI[HH.
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A.1.21.4. 3-T'mapoxkcu-4-MmeTua-2-HAPTOHUTPHUJ

K pactBopy 3-Opom-1l-merunnadpranun-2-oma (2.28 r, 9.62 mmonp) B 0e3B.
JIM®A (60 mur) mocinenosarenbHo nobasisaoT nuanug nquaka (1.383 r, 11.50 mmous),
Pd,(dba); (454 mr, 0.48 mmoab), kcantdoc (574 mr, 0.96 mmons) u TMEDA (291
MkJ1, 1.92 mmonb). PM HarpeBatot 10 140°C B Teuenue 20 mud. PM naroT oxnagutbes
no KT u 3arem ¢punbpTpyroT yepes uenut. JJodasnsoT Boay u Et,O, cinou pazpensoT u
BOJIHBIM CJOW naBa pasa oskcrparupyoT ¢ nomoinbio Et,O. OO0benuHeHHBbIE
OpraHWYeCcKHue CJIOM MPOMBIBAIOT COJIEBBIM pPAacTBOpPOM, cymaTr Hax 0e3B. MgSO,
(GUIBTPYIOT M KOHLEHTPUPYIOT MPH MOHMXEHHOM JnaBieHHH. OUYHCTKA C MOMOIIBIO
®X (or remnrana no cmecu rentan/EtOAc = 1/1) nmaer 3-rugpokcu-4-metun-2-
HaQTOHUTPUJ B BUIE keatoro teeproro semectBa (1.54 r, 87%). )KX-MC B: tg =
0.87 muH; Oe3 HOHHU3ALIUH.

A.1.21.5. 3-Bpom-2-(MeTOKCHMeTOKCH)-1-MeTHJIHAPTAIUH

K oxnaxpgennomy (0°C) pactBopy 2-(METOKCHMMETOKCH)-1-meTunnadpTannHa
(3.06 , 15.10 mmonb) B 6e3B. Et,O (168 min) nmo kamnsim pobasnsror pactBop BuLi
(1.6 M B rekcanax, 18.90 mnu, 30.24 mmonb), u PM natot Harperscest no KT u 3arem
nononHUTENbHO nepememuBaroT npu KT B atmocdepe aszora B Teuenue 2 4. K panee
MOJYy4E€HHON CMECH IO KaIjisiM NOOaBJISIIOT KOMMEPYECKU AOCTYMHbINA 1,2-nubpomsTan
(5.27 ma, 60.50 mmonb) u nepemeninBanue 3atem npogoskart npu KT B Teuenue 1.5
4. Oxnaxaennyto (0°C) PM 3atem obpabarsiBatoT mo kamisim Hachim. BogH. NHyCl u
natot Harpetbcsi 1o KT. Jlo6asnsror EtOAc u crnou pasnensitor. Bonusiii cioit nBa
paza skctparupyroT ¢ nomoupio EtOAc u oObeauHEHHbIE OpPraHMYECKHE CJIOU
MPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO4, ¢uibTpyroT u
KOHLIEHTPUPYIOT NPU MOHMXEHHOM naBiieHHH. Ouuctka ¢ momouipto @X (oT renraHa
no cmecu rentai/EtOAc = 1/1) naetr 3-Opom-2-(METOKCUMETOKCH)-1-MeTunHa TAIUH
B BUje kenToro mMacia (3.36 T, 79%). XKX-MC B: tg = 1.05 mun; [M+H]" = 281.03.

A.1.21.6. 2-(MeTokcumeTokcu)-1-meTuanadraann

VYka3zaHHOE B 3arojIOBKE COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
onucanHO# Bbile mist A.1.19.6., ucrnons3ys 1-merunHadranun-2-on. XKXX-MC B: tg =

0.99 mun; [M+H] = 203.18.
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A.1.22. 3-(2-((6-X1opnupUMHAHH-4-HJI)AMHHO)3TUI)-4-pTOp-2-
HAPTOHHTPHJI

Yka3aHHOE B 3arojIOBKE€ COEJUHEHHE MOJYy4aloT B COOTBETCTBUU C METOAMKOM,
onucaHHO# Bbime i A.l.1., ucnons3ysa runpoxinopun 3-(2-amMuHOITUIN)-4-PTOpP-2-
napTonutpuna. XKX-MC B: tg = 0.99 mun; [M+H]" = 327.09.

A.1.22.1. Tuapoxaopug 3-(2-aMuH03THI)-4-PpTOp-2-HAPTOHUTPHUIA

Yka3aHHOE B 3arojIOBKe CO€JUHEHHE IMOJYy4alT B COOTBETCTBHU C METOIHKOM,
onucanHod Beime g A.1.1.1., wucnoaw3dys mpem-0ytun  (2-(3-umano-1-
dropuadramuu-2-un)stun)kapbamar. JKX-MC B: tg = 0.58 mun; [M+H]" = 215.27.

A.1.22.2. Tpem-oytna (2-(3-uuano-1-propuadranun-2-ua)atuia)kapéamar

VYka3aHHOE B 3arojIoBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
onmucanHoW Beime gua  A.1.1.2., wucnone3dys 3-umano-l-propHadTanuH-2-uma
tpudropmerancynbponar. JKX-MC B: tg = 1.04 mun; [M+H]" = 315.22.

A.1.22.3. 3-Iluano-1-propHadranun-2-ua rpudpropmerancyabdoHar

VYka3aHHOE B 3arojIOBK€ CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
onucanHoW Beime it A.1.19.3., ucnone3ys 4-¢pTop-3-ruapoxcu-2-HapTOHUTPUIL.
KX-MC B: tg = 1.09 muH; 6€3 HOHH3AI[HH.

A.1.22.4. 4-®1op-3-rUuaApoKcH-2-HAPTOHUTPHI

K pacrBopy 4-dprop-3-(MeTrokcumerokcu)-2-mapranpaeruna (1.15 r, 491
mMMmonb) B Oe3B. nmupunuae (1.66 wmia, 20.50 mmonb) n00aBISIOT THUAPOXIOPUI
runpokcuiamuHa (383 mr, 5.45 mmons), u cmech nepememnBaroT npu KT B Teuenue 1
4. PM HarpeBaroT no 80°C wu 3aTeM mo KamjsiM OOOaBISIIOT aHTUAPHUA YKCYCHOMU
kucinotel (0.89 mia, 9.42 mmons). Ilocne 3aBepmenuss 1oOABIEHUsS CMECh HArPEBAIOT
no 100°C B Teuenue 20 muH. PM 3arem narot oxnamutbes no KT, pazbamusior ¢
nomoupto EtOAc u mocnenoBatensHO npombiBaloT | M BoaH. HCl u Haceim. BOIH.
NaHCO;. Opranuueckuii cioit cymar ©Hax 0e3B. MgSOs, ¢unpTpyror u
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBiieHnu. Ouuctka ¢ momouipto @X (OT renrtaHa
no EtOAc) mnaer 4-drop-3-ruapokcu-2-Ha@TOHUTPUI B BUAE OJIEIHO-KEITOTO
TBepaoro Bemectsa (630 mr, 69%). )KX-MC B: tg = 0.84 muH; 6€3 noHH3aLUN.

A.1.22.5. 4-®P1op-3-(MeTOKCHMETOKCH )-2-HaPTaIbACTH]

K oxnaxnennomy (-78°C) pactBopy 1-¢pTop-2-(MeTOKkCHUMETOKCH)HApTAINHA
(2.533 r, 12.30 mmonp) B 0e3B. TI'® (100 ma) mo xamnsim pobaBnsroT pactsop BuLi
(1.6 M B rekcanax, 19.20 mu1, 30.72 mmousb), 1 PM DONOJHUTEIHLHO MEPEMEIINBAIOT

npu -78°C B atmocdepe azora B TeueHue | 4. K paHee monyueHHON cMecH 3aTeM IO
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kamisiMm pobasisiror 6e3B. [JJM®PA (1.90 ma, 24.60 MMONb) U NepeMElMIUBaHUE MPH
-78°C mpopomxkarT B TeueHue 15 muH. OxnaxaeHayro PM 3arem oOpabaTeiBaroT 1o
kamsam Haceim. BoaH. NH4Cl u pator narperscs no KT. JJoGasmstor EtOAc, ciou
pasdensoT, W BOAHBIM CJIOH fABa pasza »JKcTparupyroT ¢ nomowmbro EtOAc.
OObennHEeHHbIE OPraHMYECKHE CJIOM IPOMBIBAIOT COJIEBBIM PAaCTBOPOM, CYLIAT Haj
6e3B. MgSO,4, QuABPTPYIOT M KOHLEHTPHPYIOT IpU MOHWKEHHOM JaBJIEHUU C
nonyuyeHueM 4-¢top-3-(MEeTOKCUMETOKCH )-2-Ha(Tanbaeruia B BUAE JKEJTOTO Macia
(2.90 r, konuuectBeHHbIit). XKX-MC B: tg = 0.95 mun; [M+H]" = 235.27.

A.1.22.6. 1-®DTOp-2-(MeTOKCHMETOKCH)HA(PTATHH

VYka3zaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOI,
onucanHoU Bbime st A.1.19.6., ucnonb3ys 1-propradranun-2-om. KX-MC B: tg =
0.97 mun; [M+H]™ = 207.25.

A.1.23. 6-Xuaop-N-(2-(1,3-au¢TopHadTanuH-2-u1)3ITUI)IMPUMHANH-4-
AMHH

VkazaHHOE B 3aroJIOBKE COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
onucanHOW Beime s A.l.1., mcmone3ys rugpoxmnopun 2-(1,3-mudropHadranun-2-
un)stas-1-amuna. XKX-MC B: tg = 1.06 mun; [M+H]" = 320.13.

A.1.23.1. I'mapoxaopua 2-(1,3-audropHadranun-2-ui)iTan-1-amuHa

VYkazaHHO€ B 3arojIOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucaHHo# Beime s A.1.1.1., ucnons3yss mpem-6ytun (2-(1,3-nudropHadpranun-2-
un)stun)kapbamar. XKX-MC B: tg = 0.60 mun; [M+H]" = 208.26.

A.1.23.2. Tpem-6yrua (2-(1,3-gaudropuadraniuH-2-uja)dITUia)Kapdéamar

VYkazaHHOE B 3arojiOBKe COEIMHEHHE MOJYy4aloT B COOTBETCTBUH C METOAUKOIA,
ONHUCAaHHON BBILIE  JJISt Al1.2, UCIIOJb3Ys 1,3-nudropradramuH-2-un
tpudropmerancynbponar. dKX-MC B: tg = 1.08 MmuH; 6€3 HOHU3ZAIUH.

A.1.23.3. 1,3-AudpropHadranun-2-ua rpudpropmerancybdoHar

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
onucanHo# Bbime ans A.1.20.3., ucnonwsys 1,3-gupropradpranns-2-oa. XKX-MC B:
tg = 1.12 muH; 663 HOHHU3ALHU.

A.1.23.4. 1,3-AudTopHadTannH-2-0J

Vka3zaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
ONHUCAaHHOMN BBILIE IUIst A.1.194., UCIIOJb3Ysl 1,3-nu¢rop-2-

(metokcumerokcu )HapTanuH. XKX-MC B: tg = 0.85 muH; 6€3 noHuzanuu.
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A.1.23.5. 1,3-IludTop-2-(MeTOKCHMETOKCH)HA(PTAIHH

K oxnaxnennomy (-78°C) pactBopy 1-¢pTop-2-(MeTOKCUMETOKCH)HApTANINHA
(1.50 r, 7.27 mmonb, monydeHue onucano B A.1.22.6.) B 6e3B. TI'® (35 mnu) mo
kamam nodasisiroT pactBop BuLi (1.6 M B rekcanax, 9.06 mi, 14.49 mMoib), u cMech
AOTOJHUTENBbHO mNepeMemnBaoT npu -78°C B armocdepe aszora B TeueHue 1 4. K
paHee TOJY4YE€HHOW CcMecH MO KamisaMm  gobasisitor  pactBop  N-¢rop-N-
(benuncynbdouun)denzoncynbponamuna (5.202 r, 16.00 mmons) B 6e3B. TIT'D (10
MJI) U TepememmuBaHue 3areM mnponoyokaror npu 0°C B Teduenume 15 mMumH. PM
obpabatpiBaroT mo kamusaMm Haceim. BogH. NH4Cl u 3arem pmaror Harperscs no KT.
Hobasnsaror EtOAc u ciom paspenstoT. BonmHbelli ciofl ABa pasa SKCTPArupyroOT C
nomomipto EtOAc u oObennHEHHbIE OpPraHUYECKHE CIOU IPOMBIBAIOT COJIEBBIM
pactBopoM, cymatr Hax 6e3B. MgSOy, QuapTpylOT W KOHUEHTPHUPYIOT TMpH
NOHM)XeHHOM JnaBieHuu. Ounctka ¢ mnomombio DX (oT remraHa 10 cMecHu
rentad/EtOAc = 7/3) naer 1,3-agudrop-2-(MeTOKCUMETOKCH)HAPTAINH B BHJIE
xenroro macna (1.30 r, 80%). )KX-MC B: tg = 1.00 muH; 6€3 noHH3aIUN.

A.1.24. 6-Xuop-N-(2-(4-xn0p-3-MeTOKCHHAPTAIUH-2-
WJ1)3THJ)IHPUMHANH-4-aMUH

PactBop  1-xmop-3-(2-((6-X10pHIUPUMHANH-4-UJ)aMUHO)3THII)Had TaanH-2-071a
(100 mr, 0.29 mmounb) B 6e3B. JIM®PA (3 mu) npu KT oGpabarsiBaror kapboHAaTOM
nesust (117 wmr, 0.35 mmons) u Hoameranom (38 wmki, 0.61 mmons), u PM
nepememuBaoT npu KT B armocdepe a3ora B Teuenue 3 4. JloOaBisAOT BOAY, U CMECH
TpU pasa 3kcTparupyiot ¢ nomomsbto Et)O. OObenuHeHHbIe OpraHMYeCKHe CION 3aTeM
IBa pasa MPOMBIBAIOT BOJAOMH, cymat Hax 6e3B. MgSOy, GUIBTPYIOT U KOHLUEHTPUPYIOT
npu MOHUKEHHOM NaBJIEHUU c MOJly4YeHUuEeM 6-xy0p-N-(2-(4-xm0p-3-
METOKCHHA(PTANTUH-2-WJI)3THJI)IUPUMHUANH-4-aMUHa B BHUIE HE COBCeM 0eJoro
TBepaoro BemecTsa (98 mr, 94%). XKX-MC B: tg = 1.08 mun; [M+H]" = 348.13.

A.1.24.1. 1-Xuaop-3-(2-((6-xJopnupHUMHAHH-4-UJT)AMHHO)3THI)HAPTATHH-2-
01

Cmech 6-x510p-N-(2-(4-x10p-3-(METOKCUMETOKCH )HAP TATUH-2 -
wi1)3Tun)nupumMuaua-4-amuHa (390 mr, 1.03 mmons) B8 MeOH (2 mn) u AXM (2 M)
obpadateBaroT 12 M Boxnu. HCI (0.17 mu; 2.04 MMOJIb) M TIOJIYUEHHYIO B Pe3yJbTaTe
cycnen3uro nepememnBaioT npu KT B Tedenune Houn. 3aTem nodasisitoT Bony u XM,
U TIOJNYYEHHBIH B pe3yibTaTe OCaAOK OTQUIBTPOBBIBAIOT. BrineneHHOe TBepnroe

BEI[ECTBO JOMOJHHUTENbHO CYLIAT B BBICOKOM BaKyyMe C rnojydeHuem 1-xmop-3-(2-
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((6-xmopnupuMUAUH-4-1JT)aMUHO )3T )HapTaNuH-2-01a B BUAE  OECIBETHOTO

TBepaoro Bemectsa (304 mr, 88%). XKX-MC B: tg = 0.99 mun; [M+H]™ = 334.12.
A.1.24.2. 6-Xuaop-N-(2-(4-xa0p-3-(MeTOKCUMETOKCH)HAPTAINH-2-

WJ1)3THJ )IHPUMHANH-4-aMUH

VYkazaHHO€ B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucanHo# Bbilne 1st A.1.1., ucnonap3ys 2-(4-xjaop-3-(MeTokCuMeTOKCH ))HadTauH-2-
un)stan-1-amun. JKX-MC B: tg = 1.08 muH,; [M+H]" =378.17.

A.1.24.3. 2-(4-Xnop-3-(MeTokcuMeToKcH)HAPTAINH-2-HJI)ITaH-1-aMUH

K oxnaxnennomy (-10°C) pacteopy LAH (2 M B TT'®, 2.51 mu, 5.02 Mmmouib) 1O
kamsiMm nobasisiror 95% H,SO4 (88 mki), m cmech mepememuBaroT npu -10°C B
tedeHue 20 MUH. 3aTeM MO KarisaM J00aBJsAOT pacTBop 1-ximop-2-(METOKCUMETOKCH )-
3-(2-autpoBunun)uadpranusa (420 wmr, 1.43 wmmons) B 06e3B. TI'® (10 mu) wu
nepemewmnBanue npoaoskaroT npu -10°C B Teuenue 30 muH, u 3atrem npu 0°C B
teueHue | 4. PM nocnenosatenbHo oOpabareiBatoT 2-mponanoioMm (23 mi) u 2.8 M
BonH. NaOH (0.6 mu), u 3arem narot Harpetbcs no KT. ITonydeHHyro B pe3ynbrare
CYyCNEeH3HI0 (QHUIBTPYIOT MU (PUIABTPAT KOHUEHTPUPYIOT MPU MOHUKEHHOM AABJIEHUU C
nonyuyeHueM 2-(4-xjop-3-(MeTOKCUMETOKCH )HapTaNuH-2-ui)3TaH-1-aMiHHa B BHJIE
opamxesoro mMacna (384 mr, xonuuectBenuslii). JKX-MC B: tg = 0.68 mun; [M+H]" =
266.25.

A.1.24.4. 1-Xj0p-2-(MeTOKCHMETOKCH)-3-(2-HUTPOBHHHJI)HAPTAJIHH

K pactBopy 4-xmop-3-(MmeTokcumerokcu)-2-Hadranpaeruna (910 wmr, 3.63
MMOJIb) B HUTpoMmeTaHe (7 MIJ) MOCjaeqoBaTebHO NO00ABJSIOT MOJIEKYJISIPHBIE CHUTA
(4A, 95 wmr), 6yrunamun (42 Mxa, 0.42 MMONb) U YKCYCHYIO KHCIOTy (42 mxi, 0.74
MMoiab). PM HarpeBator no 90°C B Teuenue 25 muH. PM 3ateM QUIBTPYIOT H
(GuUIbTpaT KOHUEHTPUPYIOT NMPH NMOHMKEHHOM naaBieHuU. OunucTka ¢ momompro PX
(ot rernraHa pife} EtOAc) naeT 1-xy0p-2-(METOKCUMETOKCH )-3-(2-
HUTPOBUHUI )HAPTAINH B BUAE OpPaHKeBOro TBepaoro Bemectsa (420 mr, 39%). XKX-
MC B: tg = 1.08 MuH; 6€3 HOHU3AIHH.

A.1.24.5. 4-Xuop-3-(MeToKCHMeETOKCH)-2-HadTAIBACT U]

K oxnaxngennomy (-78°C) pacrBopy 1-xmop-2-(METOKCHMETOKCH)HAPTATNHA
(810 wmr, 3.64 mmonb) B 6e3B. TI'® (30 M) mo kamnssm podasusaroT pactsop Buli (1.6
M B rekcanax, 5.70 mu, 9.12 mmonp), u PM [ONONHUTENbHO NMEPEMEIIUBAIOT NPHU
-78°C B aTtmocdepe asora B TedeHue | u. K paHee monyueHHOl cMecH 3aTeM IO

kamisiM pobasnsror 6e3B. JIM®PA (0.563 miu, 7.28 mMMOab) U nepeMelIUBaHHUE MPH
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-78°C mpomomxkarT B TedueHue 15 muH. OxnaxaeHayro PM 3arem oOpabaTeiBaroT 1o
kamsam Haceim. BoxH. NH4Cl u pator marperscs no KT. JoGasmstor EtOAc, ciou
pasdensoT, W BOAHBIM CJIOH JABa pasza JKcTparupyroT ¢ mnomowmbro EtOAc.
OObennHEeHHbIE OPraHMYEeCKHE CJIOM NPOMBIBAIOT COJIEBBIM PAaCTBOPOM, CYLIAT Haj
6e3B. MgSOy4, QuABPTPYIOT M KOHLEHTPHPYIOT NpPU MOHWKEHHOM JaBJIEHUU C
nojiyueHueM 4-xjop-3-(MEeTOKCUMETOKCH)-2-HadTanbaeruaa B Buae OJeTHO-KEITOro
tBepaoro Bemectsa (910 mr, 99%). XKX-MC B: tg = 0.99 mun; [M+H]" = 251.24.

A.1.24.6. 1-Xuop-2-(MeTokcuMeTOKCcH)HATAINH

VYkazaHHOE B 3aroJIOBKE COEIMHEHHE MOJYyYalT B COOTBETCTBUH C METOAHUKOIA,
onucaHHOU Bbime st A.1.19.6., ucnons3ys 1-xjpopHadranuu-2-on. XKX-MC B: tg =
1.01 mun; [M+H]" = 223.18.

A.1.25.  6-Xuop-N-(2-(4-¢pTop-3-MmeTtoxkcuHaTAINH-2-
WJ1)3THJ )THPUMHANH-4-aMUH

PactBop  3-(2-((6-xnmopnupumunuH-4-un)amMuHo)3TuN)-1-pTopHadpranun-2-ona
(149 wmr, 0.46 mmounb) B 6e3B. JJIM®PA (6 mu) npu KT oGpabarsiBaror kapOoHATOM
nesus (183 wmr, 0.56 mmonb) u Hogmeranom (59 wmkxa, 0.93 mmonb), u PM
nepememuBaroT npu KT B armocdepe azora B Teuenue 1.5 4. JlobGaBusoT BOAY, U
CMeCh TPH pasa 3KCTparupyroT ¢ nomoisio Et,O. OO0benuHeHHbIe OPTaHUYECKHUE CIIOU
3aTeM JBa pas3a MPOMBIBAIOT BOAOH, cymar Han 0e3B. MgSOy4, GuiubTpyroT H
KOHILEHTPUPYIOT MPU MOHUKEHHOM aaBjieHnu. Ounctka ¢ nomompo ®X (oT rentana
no cmecu rentad/EtOAc = 1/1) maer 6-xmop-N-(2-(4-¢prop-3-meTokcuHapranuH-2-
WJI1)3THJI ) TUPUMHUANH-4-aMUH B BHUae OecUBEeTHOro TBepaoro BemectBa (89 mr, 57%).
XKX-MC B: tg = 1.06 mun; [M+H]" = 332.20.

A.1.25.1. 3-(2-((6-XnopnupuUMHAHH-4-HJI)aMHUHO)ITUI)-1-pTOopHAdTANNH-2-
o

VYkazaHHOE B 3arojIOBKE€ COCAMHEHHE MOJYYalT B COOTBETCTBUH C METOAUKOIA,
ONHCaHHON BBILIE s A.1.194, UCTIONB3YS 6-xsop-N-(2-(4-pTop-3-
(MeTokcUMeTOKCH )HAPTANUH-2-UN)3THn) nupuMuani-4-amua. XXX-MC B: tg = 0.95
mus; [M+H]" = 318.16.

A.1.25.2. 6-Xuaop-N-(2-(4-¢pTop-3-(MeTOKCHUMETOKCH )HAPTATHH-2-
WJ1)3THJ)THPUMHANH-4-aMUH

VYka3zaHHOE B 3arojIOBK€ COEIMHEHHE IOJYyYalT B COOTBETCTBUHM C METOAUKOM,

onucanHo# Bhime s A.1.1., ucnonssys 2-(4-¢prop-3-(MeToKkCUMeTOKCH )HapTaINH-2-

2

un)stan-1-amus. XKX-MC B: tg = 1.05 muH,; [M+H]" = 362.20.
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A.1.25.3. 2-(4-®T1Op-3-(MeTOKCHUMETOKCH)HA(PTAINH-2-UJ)ITAaH-1-aMUH

VkazaHHOE B 3arojIOBK€ COEIMHEHHE IOJYyYalT B COOTBETCTBUHM C METOAUKOM,
onucanHoi Beime gua A.1.24.3., ucnons3dya l-prop-2-(MmeToxcumerokcu)-3-(2-
aurposunmi)HadTanun. XKX-MC B: tg = 0.65 mun; [M+H]" = 250.31.

A.1.25.4. 1-®PT1op-2-(MeTOKCHMETOKCH)-3-(2-HUTPOBUHUI)HAPTATHH

VYkazaHHO€ B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucanHod Bbime s A.1.24.4., wucnonsdys 4-pTop-3-(METOKCUMETOKCH)-2-
Hadranbaerun (moayuenue onucano B A.1.22.5.). JKX-MC B: tg = 1.06 mun; [M+H]"
=278.40.

A.1.26. N-(2-(ben3o[b]Tuoden-5-ua)3THa)-6-XT0pNIUPUMHUANH-4-aMHH

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOIM,
onucanHoW Beime i A.l1.1., wucnmomedys rugpoxmnopun 2-(6enso[b]ruoden-5-
un)stan-1-amuna. XKX-MC B: tg = 1.01 mun; [M+H]" = 289.95.

A.1.26.1. I'mapoxaopun 2-(6en3zo[b]Tuoden-5S-ua)rran-1-amuna

VkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
onucanHoi Bbime a1 A.1.1.1., ucnons3ys mpem-06ytun (2-(6enso[b]ruoden-5-
un)atun)kapbamar. JKX-MC B: tg = 0.56 mun; [M+H] = 178.12.

A.1.26.2. Tpem-0ytua (2-(6enszo[b]Tuoden-5S-ua)rtua)kapdéamar

VkazaHHOE€ B 3arojioBKe COEJUHEHHE CHUHTE3UPYIOT B COOTBETCTBUH C
METOAMKOH, onmucaHHOM Bbimie 1s A.1.1.2., ucnons3ys S-6pombenso[b]tuoden. KX-
MC B: tg = 1.03 mun; [M+H]" = 278.03.

A.1.27. N-(2-(ben3o[b]Tuo¢en-6-ua)3THI)-6-XT0pNIUPUMUANH-4-aMHH

VYkazaHHOE B 3arojiOBKe COEIMHEHHE MOJYy4aloT B COOTBETCTBUH C METOAUKOIA,
onucanHo# Bbime aust A.1.1., ucnons3ys 2-(6enso[b]ruoden-6-mn)stan-1-amun. KX-
MC A: tg = 0.90 mun; [M+H]" = 290.05.

A.1.27.1. 2-(ben3o[b]Tnoden-6-un)atan-1-amun

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
onucanHoU Beime s A.1.4.1., ucnone3ys Oenszo[b]ruoden-6-kapdbampaernn. KX-
MC A: tg = 0.52 mun; [M+H]" = 178.27.

A.1.28. N-(2-(ben3o[b]Tuoden-5-ua)3THa)-6-X10p-2-MeTHINHUPUMHUAHH-4-
AMHH

VYka3zaHHOE B 3arojIOBK€ COEIMHEHHE IOJYyYalT B COOTBETCTBUHM C METOAUKOM,

onucanHoi Beime i A.l.1., wucnonedys rugpoxmnopun 2-(6enso[blruoden-5-



10

15

20

25

30

161

un)stan-l-amuaa  (monyuenue  ommcano B A.1.26.1.)) wu  4,6-guxnop-2-
metunmupumuaus. XKX-MC B: tg = 0.94 mun; [M+H]" = 303.99.

A.1.29. 6-Xuaop-N-(2-(3-meTtnabenso[b]Tuoden-S-ua)r3Tua)nupumuaun-4-
aMHH

VYkazaHHO€ B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucanHo# Bbime s A.1.1., ucnonb3ys rugpoxyuopun 2-(3-merundenso[b]ruodpen-5-
uin)stan-1-amuna. XKX-MC B: tg = 1.03 mun; [M+H]" = 304.04.

A.1.29.1. Tuapoxuopun 2-(3-metnadenzo[b]ruoden-S-un)ryran-1-amuna

VYkazaHHOE B 3arojIOBKE COEIMHEHHE MOJYyYalT B COOTBETCTBUH C METOAHUKOIA,

onucanHo# Boime 1 A.1.1.1., ucnons3yst mpem-0ytun (2-(3-metundenso[b|ruoden-

S-nn)stun)kapbamat. JKX-MC B: tg = 0.58 mun; [M+H]" = 192.18.

A.1.29.2. Tpem-oytna (2-(3-mernndenso[b]ruoden-S-ua)atua)kapdamar

Yka3zaHHOe B 3arojloBKe COE€JUHEHHE CHUHTE3UPYIOT B COOTBETCTBHUU C
METOAUKOMH, ONHMCAaHHON BBILIE IUIs1 A1.1.2, UCIIONb3Ysl 5-0pom-3-
metunben3o[b]tuoden. dKX-MC B: tg = 1.06 MmuH; 6e3 HOHU3ALUH.

A.1.30.  5-(2-((6-XnopnupumMuaAUH-4-HJI)aMHUHO)ITUJI)06eH30[b]THoden-3-
KaApOOHUTPHJI

VYka3aHHOE B 3arojIOBKE€ COEJUHEHHE MOJYy4alroT B COOTBETCTBUU C METOJMKOM,
ONKMCAaHHON BBILIIE ISt All, UCIIOJb3Y s TUAPOXJIOPUL 5-(2-
amuHO3THN)6en30[b]Tnoden-3-kapbonurpuna. XKX-MC B: tg = 0.96 mun; [M+H] =
315.01.

A.1.30.1. T'uapoxuaopun 5-(2-amunodTua)oéenso[b]ruoden-3-kapéonurpuaa

Yka3aHHOE B 3arojIOBKe COEJUHEHHE IMOJY4YalT B COOTBETCTBHUU C METOIHKOM,

onucanHo# Bbime 1 A.1.1.1., ucnonssyst mpem-6ytun (2-(3-unanodenso[b|ruoden-

S-un)stin)kapbamar. XKX-MC B: tg = 0.55 mun; [M+H]" = 203.04.

A.1.30.2. Tpem-oytna (2-(3-uuanodenso[b]tuoden-S-na)arua)kapébamar

VkazaHHOE€ B 3arojioBK€ COEJUHEHUE CHUHTE3UPYIOT B COOTBETCTBUH C
METOAUKOH, ommcaHHOW Beime s A.1.1.2., mcnonwe3ys S5-Opombenso[b]ruoden-3-
kap6onurpun. XKX-MC B: tg = 0.99 mun; [M+H]"™ = 303.08.

A.1.30.3. S5-BpomoGen3o[b]Tuoden-3-kapooHuTpu

TmarensHO MepeMeInBaeMyro CYCIIEH3HIO 5-6pombenso[b]Tuoden-3-
kapOanpaeruna (1.00 r, 4.02 mmonb) u azuga Hatpus (392 mr, 6.03 mmonb) B Ge3B.

MeCN (4 ma) mpu KT oOpabareiBaroT pacTBOpoM TpHUPTOPMETAHCYIbPOHOBOM

kuciotrel (1.09 mn, 12.10 mmonb) B 6e3B. MeCN (10 ma). PM nononHuUTENbHO
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nepememnBaroT npu KT B armocdepe azora B Teuenne 0.5 4. 3arem noOaBisioT BOAY
u cmech QuipTpyroT. CoOpaHHOE TBEPAOE BEIIECTBO NPOMBIBAIOT BOAOH H 3aTeM
pactBopsitoT B EtOAc. Opranuueckuii cnoit cymar Han 6e3B. MgSO4, QuabTpyroT H
KOHLIEHTPUPYIOT NPU MOHMXKEHHOM naBieHun. Ouncrka ¢ nomouipio X (0T renrtaHa
no cmecu rentaH/EtOAc = 1/1) naer 5-OpomOGenso[b]tuoden-3-kapOonutpun B Bune
KpacHoro TBepmoro BemectBa (694 wmr, 72%). XKX-MC B: tg = 0.97 mun; 06e3
MOHU3ALIHH.

A.1.31.  6-Xuaop-N-(2-(6-meToxkcudenso|b]Tuoden-S-ua)3Tua)nupumMuanH-
4-amuH

VYka3zaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOI,
onucanHoOH Beime st A.1.1., ucnons3ys rugpoxsnopun 2-(6-merokcudenso[b]ruoden-
S-un)sTtan-1-amuna. XKX-MC B: tg = 1.04 mun; [M+H]" = 320.09.

A.1.31.1. T'mapoxyopun 2-(6-metoxkcudenso|b]ruoden-S-ua)sran-1-amuna

VkazaHHOE B 3arojIOBK€ COEIMHEHHE MOJY4YalT B COOTBETCTBHU C METOAHUKOM,
OTNUCaHHON BBILIE s Al1.1, UCTIONB3YS mpem-0yTun (2-(6-
meTokcubenso[b]Tuodpen-5-un)stun)kapbamar. XKX-MC B: tg = 0.58 mun; [M+H]™ =
208.19.

A.1.31.2. Tpem-0ytna (2-(6-metoxcudenso|b]ruopen-S-ua)rTua)kapbamar

VkazaHHOE€ B 3arojioBKe COEJUHEHHE CHUHTE3UPYIOT B COOTBETCTBUH C
METOIUKOM, ONUCAHHON BBILLIE IS A11.2, HUCIIOJIb3Ysl 5-0pom-6-
metokcubenso[b]tuodpen. XKX-MC B: tg = 1.04 mun; [M+H]" = 308.12.

A.1.31.3. S5-Bpom-6-meToxkcubenszo[b]ruoden

Cmech 5-Opom-6-meTokcubenszo[b]tuoden-2-kapbonoBoit kucaorsl (2.260 T,
7.87 mmonb) u okcuna meau(l) (4.393 r, 30.70 mmons) B JIM®PA (42 M) HarpeparT
no 140°C B Teuenue 21 u. PM narot oxnanutbess 10 KT u GuabTpyroT 4depes wemut
ISl yOalleHust cojied Menu, Kotopble mpombiBaroT ¢ momoumpio Et,O. K dunsrpaty
nobasnsroT Boay u Et,O u ciou pasgensror. BoaHslil cioli [Ba pasza 3KCTParupyroT C
nomompto Et)O u o0benuHEHHBIE OpPraHUYECKHe CJIOM MPOMBIBAIOT COJIEBBIM
pactBopoM, cymatr Hax 6e3B. MgSOy4, QuIpTPpyOT W KOHUEHTPHUPYIOT TMpH
NoHMW)XeHHOM JnaBjieHuu. Oumctka ¢ mnomombio DX (oT remraHa 10 cMecHu
rentad/EtOAc = 1/1) maer 5-Opom-6-mertokcubeHso[b]tuodpen B Buae OnenHo-
opanxkeBoro TBeprnoro semecta (1.580 r, 87%). XKX-MC B: tg = 0.99 musn, 6e3

HOHH3allHuHU.



10

15

20

25

30

163

A.1.31.4. 5-Bpom-6-meToxkcubens3o[b]ruoden-2-kapdéonoBas Kucjaora

Cwmecph metun 5-6pom-6-merokcubensol[b]rnopen-2-kapdbokcunara (2.970 r, 9.86
mMoib) B TT'® (80 mu), MeOH (9 mn) u Bome (27 mia) oOpabarslBalOT MOPLUUSIMHU
ruapokcuna autusa (709 mr, 29.60 mmons). PM nepememusator npu KT B TedeHue
Houu. PM 3arem nmopkucisitor nytem podasneHuss 2 M BonH. HCl u opranuueckue
pacTBOPHUTENN YAANAIOT MPU NOHMXKEHHOM naBieHuu. IlonydeHHyI0 B pe3ynbTarte
CYyCHeH3HI0 QUIBTPYIOT U OTAEJICHHOE TBEPIOE BELIECTBO 3aT€M IMPOMBIBAIOT BOJOU H
CymiaT B BBICOKOM BaKyyMe ¢ TMoJjiyueHueM S-Opom-6-meTokcubOeHso[b]ruoden-2-
KapOOHOBOH KHCIOTHI B BHJE OecrBeTHOTrO TBepraoro Bemectsa (2.260 r, 80%). XKX-
MC B: tg = 0.87 muH; 0€3 HOHHU3AL[HU.

A.1.31.5. MeTtua 5-0pom-6-meroxkcudenso|b]tuoden-2-kapéokcuaar

K oxnaxnennoit (0°C) cmecu 5-Opom-2-¢prop-4-merokcudenzanpaeruna (2.500
r, 10.50 mmonp) u kapboHara xanus (2.224 r, 15.80 mmons) B JIM®PA (15 muin) mo
KamsiM  100aBisioT MeTun  2-mepkamroauerat (0.99 wmn, 10.50 wmmons). PM
nepememnBatoT npu KT B Teuenue 1 4, u 3arem HarperaroT 10 60°C B TeueHHUE HOUM.
PM nparor oxmamutbcss no KT wu pgobGaensitor Boay. IlonydeHHyr B pesyibraTe
CYCNEH3HI0 QUIBTPYIOT U OTAEJIIEHHOE TBEPIOE BELIECTBO 3aT€M IPOMBIBAIOT BOAOH H
CylIaT B BBICOKOM BaKyyMe C MOJIydeHUEeM MeTH] S-Opom-6-MeTokcubeH3o[b]|rrnoden-
2-xapOokcuiara B BUIe keaToro teepaoro semectsa (2.970 r, 94%). XKXX-MC B: tg =
1.06 muH; 6€3 HOHHU3ALUH.

A.1.32. 6-Xuop-N-(2-(6-3Tokcudenzo|b]ruoden-S-ua)dyruia)nupumuann-4-
AMHH

VYkazaHHOE B 3arojiOBKe COEIMHEHHE MOJYy4aloT B COOTBETCTBUH C METOAUKOIA,
onucanHoO# Bbime s A.l1.1., ucnons3ys runpoxmnopun 2-(6-stokcudenso[b]|ruoden-
S-un)stan-1-amuna. XKX-MC B: tg = 1.07 mun;, [M+H]" = 334.07.

A.1.32.1. T'uapoxuopun 2-(6-3roxcudenso|bjruoden-S-un)rran-1-amuna

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
ONHUCaHHON BBIIIE s Al1.1, UCTIONB3YS mpem-0yTun (2-(6-
sTokcubenso[b]ruoden-5-un)stun)kapbamar. XKX-MC B: tg = 0.65 mun; [M+H]" =
222.10.

A.1.32.2. Tpem-6yTua (2-(6-3Toxkcudenso[b]ruoden-S-ua)stua)kapdbamar

VkazaHHOE€ B 3arojioBK€ COEJUHEHHWE CHUHTE3UPYIOT B COOTBETCTBUH C
METOAUKOMH, ONMHMCAaHHON BBILIE ISt A1.1.2, UCIIONb3Ysl 5-Opom-6-

stokcubenso[b]ruoden. XKX-MC B: tg = 1.08 mun; [M+H]" = 322.02.
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A.1.32.3. 5-Bpom-6-3Toxcuben3o[b]tuoden

K pactBopy 5-Opombenzo[b]tuoden-6-ona (190 mr, 0.82 mmonp) B 6e3B. MDA
(8 mn) mpu KT noGasusroT kapOonat uesus (270 mr, 0.82 mmonb) u #onstan (73 MK,
0.91 mmounp), 1 PM mnepememmusatror npu KT B armochepe azora B TeueHue 1 u.
Job6asmsitor Boay u Et,O u cinou pasgenstor. BoxHelii cioit ABa pa3a 3KCTparupymoT ¢
nomompbo Et,O u oObennHEHHbIE OpraHU4YecKue CJIOM IPOMBIBAIOT COJIEBBIM
pactBopomM, cymatr Hax 06e3B. MgSOy4, QuapTPpylOT W KOHUEHTPHUPYIOT TMpH
MOHM)KEHHOM JIaBJIEHUH C TOJy4eHHueM S-Opom-6-s3Tokcuben3o[b]tuodpena B Bume
xenroro macma (241 wr, kommuectBeHHbIH). XKXX-MC B: tg = 1.05 wmun;, 06e3
MOHU3ALIHH.

A.1.32.4. S5-BpomoGen3o[b]Tuoden-6-oa

K oxnaxnennomy (-78°C) pactBopy S5-Opom-6-meTokcubGenso[b]ruodena (710
Mmr, 2.92 mmonb, nonydenue omucaHo B A.1.31.3.) B 6e3. JAXM (10 mi) mo karmisim
nobaBns0T pactBop Tpubpomuna 6opa (1 M B XM, 5.84 mu, 5.84 mmons), u PM
nepememuBaroT npu KT B atmMocdepe azora B TeueHue Hounu. PM 3aTeM BBUIMBAIOT HA
CMeChb JIeA-BOJAa M CJIOM pa3aenstoT. BomgHbI caoM aBa pasa 3KCTParupyroT C
nomompto JIXM u oObenuHEHHBIE OPraHWYECKHE CJIOU IIPOMBIBAIOT COJIEBBIM
pactBopoM, cymar Hax 06e3B. MgSO,, QuapTpylOT W KOHUEHTPHPYIOT IIpHU
noHMW)XeHHOM JnaBieHuu. Ounctka ¢ nomombro DX (oT remraHa 10 cMecu
rentad/EtOAc = 7/3) naet 5-O6pomOen3o[b]ruoden-6-on B Buae OJeTHO-OPAHKEBOTO
TBepaoro Bemectsa (190 mr, 28%). )KX-MC B: tg = 0.86 muH; 6e3 HOHHU3ALUH.

A.1.33.  5-(2-((6-XnopnupumMuaAHH-4-HJI)aMHUHO)ITHJ)6eH30[b]THoden-6-
KApPOOHUTPHUJI

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE MOJYyYalT B COOTBETCTBUHM C METOAHUKOIA,
ONMCAaHHON BBILIE hifi b All, UCIIOJb3Ysl TUAPOXJIOPUL 5-(2-
amMuHO>TUN)6en3o[b]Tnoden-6-kapbouutpuna. XKX-MC B: tg = 0.94 mun; [M+H]" =
315.03.
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A.1.33.1. T'mapoxyopun S-(2-amunodtua)odenso[b]ruoden-6-kapéonurpuna

YKka3aHHOE B 3arojIOBK€ CO€JUHEHHE MOJYy4daloT B COOTBETCTBUU C METOJMKOM,
onucanuol Beime anst A.1.1.1., ucnonezys mpem-6ytun (2-(6-unanodenso[b|ruoden-
S-un)stun)kapbamar. XKX-MC B: tg = 0.54 mun; [M+H]" = 203.15.

A.1.33.2. Tpem-0ytna (2-(6-nuanodenso[b]tuoden-S-na)aTua)kapébamart

VYka3aHHOE B 3arojOBKE COEJUHEHHE MOJY4YaloT B COOTBETCTBUU C METOAMKOM,
onucanHo# Bbime aasg A.1.14.2., ucnonb3ys nmpomMexyTouHoe coenumHeHue A.1.33.3.
XKX-MC B: tg = 1.00 mun; [M+H]" = 303.07.

A.1.33.3. IlonyyeHue nmpomMeKyTO4HOTro coenuHenus A.1.33.3.

Yka3aHHOE B 3arojIoBKe CO€JUHEHHE MOJY4alT B COOTBETCTBHUU C METOJHMKOM,
onucanHo# Bbime ans A.1.13.3., ucnonb3ys mpomexyTtodHoe coenuHeHue A.1.33.4.
KX-MC B: tg = 1.26 muH; 6€3 HOHU3ALIHH.

A.1.33.4. IlonyyeHue NPOMeKYTOYHOTO coefuHeHus A.1.33.4.

VYka3aHHOE B 3arojIoBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
onucaHHo# Beiie ansg A.1.13.4., ucnonb3ys mpomexyTtouHoe coeauHeHue A.1.33.5.
XKX-MC B: tg = 1.10 mun; [M+H]" = 394.16.

A.1.33.5. IlonyyeHue NpoMeKYTOYHOTro coeanHeHus A.1.33.5.

VYka3aHHOE B 3arojIOBK€ CO€JUHEHHE MOJYy4dalroT B COOTBETCTBUU C METOJMKOM,

onucanHoi Bbime g A.1.13.5., wucnonesys mpem-Oytun  (2-(6-((mpem-
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Oyrokcukapbonun)okcu)oenso[b]ruoden-5S-un)stun)kapdbamar. KX-MC B: tg = 1.24
MHH; 0€3 HOHHU3AIUH.

A.1.33.6. Tpem-0yTua (2-(6-((mpem-
OyrokcukapOoHua)okcu)oenso|b]ruoden-S-un)rTua)kapdamar

VYkazaHHO€ B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucanHo# Bbilne miist A.1.1.2., ucnons3ys S-6pombenso[b]ruoden-6-un mpem-oytun
kap6onar. JKX-MC B: tg = 1.12 mun; [M+H]" =394.17.

A.1.33.7. S-Bpomo6en3o|b]Tuoden-6-ua mpem-6yruia kapoéoHar

VYkazaHHOE B 3arojIOBKE COEIMHEHHE MOJYyYalT B COOTBETCTBUH C METOAHUKOIA,
onucaHHoOU Bhitne st A.1.13.7., ucnons3yst S-6pombenso[b]ruoden-6-on. XKX-MC B:
tg = 1.09 muH; 6€3 HOHHU3ALHU.

A.1.33.8. S5-BpomoGen3o[b]Tuoden-6-oa

Cmech 5-O6pom-6-(MeTokcumeTrokcu)oenszo[b]ruopena (1.55 r, 5.67 mmons) B
MeOH (11 mn) u XM (11 mn) obpadareiBatror 12 M Boxa. HCl (0.94 mm; 11.28
MMOJIb) U MOJYYEHHYIO B pe3yybTare cycrneH3uio nepememunaroT npu KT B TeueHnue
HOouM. PM 3areM KOHLIEHTPUPYIOT TMPHU TOHWKEHHOM JaBJIE€HHMH U OCTATOK
JOOTOJIHUTEJIPHO CYIIAT B BBICOKOM BakyyMe C mojydeHueMm S-Opombens3o[b]ruoden-o6-
ona B BuAe xkearoro teepaoro Bemectsa. JKX-MC B: tg = 0.85 muH; 0e3 noHU3aIUU.

A.1.33.9. 5-Bpom-6-(meToxkcumeTokcu)oenszo[b]Tuoden

Cmech 5-Opom-6-(MeTokcumeTokcu)Oen3o[b]ruoden-2-kapOOHOBOH  KUCIOTHI
(2.30 1, 7.25 mmonb) u okcuna menu(l) (259 wmr, 1.81 mmons) B JIMPA (36 M)
HarpeBaroT a0 140°C B Teuenue 15 4. PM pator oxnmamutbes a0 KT u ¢puaptpyroT
yepes LeJUT JJIsl YOAJIeHUs COJied MeaH, KOTOpble MpOMbIBalOT ¢ momompio Et,O. K
¢unprpary mobasnstor Bony u Et:O u cinou pasnpensitor. BomHbiii cimoli nBa pasa
SKCTparupyT ¢ nomoupio Et;O u oObeauHeHHbIE OPraHUYeCKUue CIIOU NMPOMBIBAIOT
COJIEBBIM pacTBOpOM, cymar Hax 0e3B. MgSO,, QUIBTPYIOT M KOHIEHTPHPYIOT MpPHU
noHmWXeHHOM JnaBieHuu. Ounctka ¢ nomompbro DX (oT remraHa 10 cMecu
rentad/EtOAc = 4/1) naer 5-Opom-6-(meTokcumeTokcu)Oen3o[b]tuopen B Buze
xenroro macna (1.550 r, 78%). )KX-MC B: tg = 1.02 muH; 6€3 HOHH3aLUH.

A.1.33.10. 5-Bpom-6-(meTokcumeTokcH)0en3o[b]tuoden-2-kapooHoBas
KHCJIOTA

Cmecp w™etun 5-Opom-6-(meTokcumerokcu)denzo[b]|ruoden-2-kapbokcunara
(2.380 1, 7.19 mmonp) B TT'® (85 mu), MeOH (17 mn) u Boge (17 mu) obpabaTsiBaroT

nopuusMu ruapokcuna autus (516 mr, 21.60 mmons). PM nepememusator npu KT B
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teueHue 3 4. OpraHudeckue pacTBOPUTEIN 3aTe€M YAAIAIOT NPUH TOHUKEHHOM
OaBJIEHUHW W BOJHBIA CJIOW moAKUCHsoT nytem npodasmenuss 1 M Boma. HCI.
ITony4eHHYI0 B pe3yJbTaTe CYCHEeH3UI0 GUIBTPYIOT U OTAEJIEHHOE TBEPJOE BELIECTBO
3aTeM NPOMBIBAIOT BOJOH M CyLIaT B BBICOKOM BaKyyMe C MOJydeHueM S-Opom-6-
(MeToxcumeTokcn )0eH30[b]Tnopen-2-kapOOHOBOIT KHUCIOTBI B BUAE OECIBETHOTO
tBepaoro BemectBa (2.30 r, xonuuectBeHHbill). XKX-MC B: tg = 0.88 mwunH; 06e3
MOHU3ALIHH.

A.1.33.11. MeTua 5-0pom-6-(MmeTokcumeTokcu)oenszo[b]ruoden-2-
KapOokcujaar

VYka3zaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOI,
ONHCaHHON BBILIE s A.131.5, UCTIONB3YS 5-6pom-2-dTop-4-
(MeTokcuMeTOKCcH ))OeH3anpaerun u Metun 2-mepkanrtoauerar. XKX-MC B: tg = 1.04
MHH; 0€3 HOHU3AI[HH.

A.1.33.12.5-Bpom-2-¢Top-4-(MeTOKCHMETOKCH )0 eH3aaber uj

Oxnaxnennsiii (0°C) pactBop S5-6pom-2-drop-4-runpokcudbensanbaeruna (1.90
r, 8.68 mMmonb) B 6e3B. [IM®PA (40 mu) oOpabaTriBalOT MOPLUSIMU TUAPUIA HATPUS
(60% nucmepcust B MuHepanbHOM Maciae, 347 wmr, 8.68 wMmonp), U CcMech
nepememnBaroT npu KT B armocdepe aszora B Teuenne 15 mun. K momydeHHOU B
pesynbrare oxnaxaeHHod (0°C) cmecu 3arem n00aBJSIIOT XJIOPMETHUIMETUJIOBBIN
apup (1.32 mn, 17.40 mmonap) u nepememuBanue npu KT nmpomoskarT B TedeHHe
Houn. JloGaBmsror Boay u Et,O wu ciooum pasgensaror. OpraHuvyeckuil  Cioi
NOCJI€JOBATEJIbHO MPOMBIBAIOT BOJOH W COJIEBBIM pPAacCTBOPOM, cymarT Haa Oe3s.
MgSO,4, QuabTPyOT U KOHIEHTPUPYIOT MPH MOHUKEHHOM JIaBJICHUU C MOJyYeHUEM S-
opom-2-pTop-4-(MeTOKCUMETOKCH )OeH3anbieTuAa B BUIe OJIeqHO-)KEITOr0 TBEPIOTO
BemecTBa (2.33 r, konuuectBeHHbI ). JKX-MC B: tg = 0.90 MuH; 6€3 HOHU3ALUU.

A.1.33.13.5-Bpom-2-¢Top-4-ruapoxkcudeH3anbaerug

Cmecp 5-Opom-2-¢prop-4-merokcubenzanpaeruna (3.311 r, 13.90 mmonb) u
xaopuna autus (2.385 r, 55.70 mmons) B 6e3B. JIM®PA (60 mn) HarpesatoT no 140°C
B TeueHne HOUH. PM paroT oxnanutbes no KT, BBUIMBAaIOT Ha CMECh JIEI-BOJA U 3aTEM
noakucysitoT myteM gobdasienus 12 M Bogn. HCl. [TonyueHHbIi B pe3yiabTaTe pacTBOP
TpU pasa 3KcTparupyoT ¢ nomombio EtOAc n oObeauHEHHbIE OPraHHYECKUE CIIOU
NPOMBIBAIOT COJIEBBIM pacTBOpOM, cymar Hax 0e3B. MgSO4, ¢uipTpyroT u
KOHIIEHTPUPYIOT NpPHU MOHMXEHHOM naBieHnu. Ouuncrka ¢ momouipto X (OT renrtaHa

no cmecu rentad/EtOAc = 7/3) naer 5-Opom-2-drop-4-runpokcubeH3anbaerua B BUae
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OonegHo-xkenroro TBepaoro semectsa (1.90 r, 62%). XKX-MC B: tg = 0.76 muHn; 6e3
MOHU3ALNH.

A.1.34. N-(2-(ben3o¢ypaHn-6-ua)3THa)-6-X.I0PNHMPUMHUANH-4-aMHH

VYkazaHHOE B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucaHHOW Bbime st A.1.1., ucnone3zyst ruppoxsopun 2-(6eHsodypan-6-mn)stan-1-
amuHa. J)KX-MC A: tg = 0.87 mun, [M+H]™ = 273.99.

A.1.34.1. Tuapoxuopun 2-(6enzodypan-6-uia)dran-l-amuna

VYkazaHHOE B 3arojIOBKE COEIMHEHHE MOJYyYalT B COOTBETCTBUHM C METOAHUKOIM,
onucanHod Bbime it A.1.1.1., wucnonesys mpem-Oytun (2-(6ensodpypan-6-
un)stun)kapoamat. JKX-MC A: tg = 0.48 mun; [M+H]" = 162.14.

A.1.34.2. Tpem-oytua (2-(06enzodypan-6-ua)atua)kapéamar

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
onucanHO# Bbite st A.1.2.2., ucnons3ys 6-6pomOensodypan. XKX-MC A: tg = 0.89
MHH; 0€3 HOHU3AI[HH.

A.1.35. N-(2-(ben3odypaH-5-ua1)3THI)-6-XTOPIHPUMHUAHH-4-aMHH

VkazaHHOE B 3arojIOBK€ COEIMHEHHE IOJYyYalT B COOTBETCTBUHM C METOAUKOM,
onucanHo# Beime aus A.l.1., ucnons3ys 2-(6enzodypan-5-un)stan-1-amun. XKX-MC
A: tg = 0.86 mun; [M+H]" = 273.96.

A.1.35.1. 2-(ben3odypan-S-ua)dTan-1-aMmuH

K pactBopy Oen3odypan-5-kapbansneruna (600 mr, 4.02 MMOJIb) B HUTPOMETAaHE
(4 mn) mocnenosarensHo Ho6aBusAOT 4A Monekynapusie cuta (47 mr), 6yrunamus (47
MkJ, 0.47 MMoNb) U YKCYCHYHO KucjaoTy (47 mkia, 0.82 mmonb). PM HarpeBarT 10
90°C B armocdepe aszora B TedeHue 1 4. PM 3arem QuibTpyroT u GuiIbTpar
KOHLIEHTPUPYIOT MPU MOHWKEHHOM aaBiieHHMU. Ouucrka ¢ momompo @X (oT cmecH
rentad/JIXM = 4/1 no cmecu rentan/JAXM = 2/3) naet 5-(2-muTpoBuHUN)O0EH30pypaH
B Bune OjenHo-xkenToro teepnoro BemectBa (451 mr, 59%). XKX-MC A: tg = 0.86
MHH; 0€3 HOHU3AI[HH.

K oxnaxaennomy (0°C) pactBopy S-(2-uutpoBunmi)densodypana (451 mr, 2.39
MMoJb) B 0e3B. TT'® (19 mi) mo xamisiM 100aBiIsIOT pacTBOP ANOMOTUApPUAa JIUTUA (2
M B TT'®, 4.17 mn, 8.34 mmonb). Cmech 3aTtem nepememuatoT nipu KT B atmocdepe
azota B TeueHue Houm. Oxnaxknennyr (0°C) PM mocnenoBarenbHO 00padaThIBAIOT
Bomoit (0.3 wur), 15% Bomn. NaOH (0.3 ma) u Bomoit (1 wmu). IlonydeHHywo B
pe3yJibTaTe reTepOreHHy CMeCh 3aTeM (QHIBTPYIOT M OTIEJNIEHHOE TBEPJOE BEIIECTBO

npoMbiBatloT ¢ momoumbio Et,O. Crnom ¢unbrpara pasgeiasioT W BOIHBIA CJIOH
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skcTparupyoT ¢ nomompio Et,O. OObennHeHHbIE OpraHUYECKHUE CJIOHM 3aTE€M CyIaT
Hagy Oe3B. MgSO4, QuIbTPYIOT M KOHIEHTPUPYIOT IpPU TMOHHKEHHOM JaBJICHHHU.
Ounctka ¢ nomompro ®X (or XM nmo cmecu AXM/MeOH/25% Bonn. NH4OH =
10/1/0.2) naet 2-(6enzodypan-5-un)3tan-1-amuH B Buae OnaenHo-xkentoro macnia (182
Mr, 47%). KX-MC A: tg = 0.49 mun; [M+H]" = 162.09.

A.1.36. 6-Xuop-N-(2-(6-meToxkcHOeH30(pypaH-S-HJI)ITUI)IHPUMUANH-4-
AMHH

VYkazaHHOE B 3arojIOBKE COEIMHEHHE MOJYyYalT B COOTBETCTBUHM C METOAHUKOIM,
onucanHOH Bbime aisi A.l.1., ucnonw3ys rugpoxsopun 2-(6-metrokcudbeHnsodpypan-5S-
un)stan-1-amuna. XKKX-MC A: tg = 0.89 muH,; [M+H]" = 304.07.

A.1.36.1. T'uapoxyuopun 2-(6-meTtoxkcudeH3opypan-5-uia)stan-1-amuna

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
onucanHo# Beime 11t A.1.1.1., ucnonw3yst mpem-6ytun (2-(6-merokcudbensopypan-5-
un)stun)kapbamat. JKX-MC A: tg = 0.54 mun; [M+H]" = 192.24.

A.1.36.2. Tpem-0ytnja (2-(6-meroxkcudenzodypan-5S-ua)dTua)kapdéamar

Vka3zaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBHU C METOAUKOIM,
onucanHoi Beime aus A.1.1.2., ucnons3ysa 5-6pom-6-metokcudenzodypan. XKX-MC
A:tg = 0.91 mun; [M+H]" = 292.16.

A.1.36.3. S5-Bpom-6-meToxkcubeH30pypaH

K pactBopy 5-Opom-2-runpokcu-4-merokcubensanpaeruna (5.00 r, 20.60
mMoiab) B 0e3B. JM®PA (40 mn) mpu KT nocnemoBatenbHO n00aBISIOT 3TUN 2-
Opomanerat (2.44 mna, 21.56 mMonb), kapbonat kanus (2.98 r, 21.56 MMoub) u Hoaun
kamusi (171 mr, 1.03 mmons). PM Harpesator no 80°C B aTmMocdepe a3oTa B TeUeHUE
80 muH. PM 3arem narot oxnaguthes ao KT. JloGaBnsitoT BOOy M TOJyYEHHBINH B
pe3ysibTaTe 0CagoK OT(HUIBTPOBBIBAIOT M MPOMBIBAIOT BOnOH. IlonmydyeHHOe TBepaoe
BellecTBO 3areM pacTBopsitoT B EtOAc um 3ToT pactBop cymatr Hax 6e3B. MgSOy,
(GUIBTPYIOT U KOHUEHTPUPYIOT MPHU MOHMKEHHOM JaBJIEHHH C MOJy4YeHHeM 3Tun 2-(4-
opom-2-popmun-S-meTokcudeHokcu)anerata B BuAe  OECIBETHOTO  TBEPIOTO
BemecTsa (6.68 r, konuuectsenHslil). JKX-MC A: tg = 0.86 mun; [M+H]" = 316.95.

K pacrBopy stun 2-(4-6pom-2-popmun-5-merokcudenokcu)amerara (6.68 r,
20.60 mmonp) B EtOH (27 mi) npu KT nobasnsror 1 M Boga. NaOH (27.40 ma, 27.40
MMoIb), 1 PM HarpesatoT 1o 50°C B atmocdepe azora B Teuenne 20 mun. PM 3atem
natot oxnanutbes 10 KT u obpabdareiBaror 1 M Bogn. HCI (27.40 mu). EtOH ynanstor

MPU MOHUKEHHOM JIaBJIEHUU U OCTaBIIYIOCS BOJHYIO CMECH JIBa pa3a dKCTPATUPYIOT C
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nomombpto  JIXM. OObenuHeHHBIE OpPraHWYECKHE CJIOM IMPOMBIBAIOT COJIEBBIM
pactBopoM, cymar Hax 06e3B. MgSO,, QuiapTpylOT W KOHUEHTPHPYIOT IIpHU
MOHU)KEHHOM JaBJIE€HUU c MOJly4YeHUEM 2-(4-6pom-2-popmuin-5-
METOKCHU(PEHOKCH)YKCYCHON KHCIOTHI B BHUAE OJIEIHO-XKEJITOro TBEPAOrO BELIECTBA
(6.01 1, 100%). XKX-MC A: tg = 0.71 mun; [M+H]" = 288.99.

Cmech 2-(4-Opom-2-popmun-S-merokcudpeHokcu)ykcycHo kuciorsl (1.50 ,
5.19 mMonb) B aHruapuae ykcycHoW kuciaoTel (6.13 mu, 64.84 mmons) mpu KT
obpabatbiBaroT aneratoM Hatpus (1.27 r, 15.48 MMoNb) U 3aTe€M HArpeBalOT B COCYAeE
¢ obpatHbIM xonoaunabHuKOM (150°C) B aTmMocdepe azora B TedeHue 15 4. PM paror
oxnmanutbcst 1o KT, pasbasnstor tonyonmom (20 mur) m obpabareiBaror 1 M BOnH.
NaOH (40 wmn). Tlocne mepememuBanuss npu KT B Teduenue 1 4, PM pasbaBusitoT
BOJIOW U JBa pasza 3kcTparupyiot ¢ nomoinbio EtOAc. OO0beanHeHHBIE OpraHUYeCKue
CJIOM TPOMBIBAIOT COJIEBBIM pacTBOpPOM, cymaTr Haj 0e3B. MgSO,, ¢unpTpyroT u
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBieHnu. Ouuctka ¢ momouipo @X (oT renrtaHa
no cmecu rentaH/EtOAc = 9/1) naer 5-Opom-6-meTokcubGeHsopypan B BHIE
oecuseTHoro maciya (0.74 r, 63%). KX-MC A: tg = 0.87 mun, 0€3 HOHU3ALIHH.

A.1.37. 6-Xuaop-N-(2-(6-¢pTopdenzodypaH-S-ua)3THA)NHPUMHANH-4-aMUH

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IOJyYalT B COOTBETCTBUHM C METOAUKOM,
onucanHoi Bbime 1 A.l.1., ucnonwdys ruapoxyopun 2-(6-gropbenzodypan-5-
un)stas-1-amuna. XKX-MC A: tg = 0.88 mun; [M+H]" = 292.07.

A.1.37.1. T'napoxaopun 2-(6-gpropoéenzopypan-S-ua)dtan-1-amuHa

Vka3aHHOE B 3aroJIOBK€ COEIUHEHHE IOJIyYalT B COOTBETCTBHHU C METOIHMKOM,
onucanHoW Beime i A.1.1.1., ucnonssyss mpem-0ytun (2-(6-propbensodypan-5-
un)atun)kapoamar. JKX-MC A: tg = 0.51 mun; [M+H]™ = 180.27.

A.1.37.2. Tpem-oytna (2-(6-¢propéenzopypan-S-un)dtuia)kapdbamar

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOI,
onucaHHoU Bbimie st A.1.1.2., ucnone3ys 5-0pom-6-propbensodypan. KX-MC A: tg
= 0.91 muH; 63 HOHHU3AIUH.

A.1.37.3. S5-Bpom-6-¢Topéenszopypan

VYka3zaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
ONHUCaHHON BBbILIE s A. 1363, UCTIONb3Ys 5-6pom-4-dTop-2-
ruapokcudenszanpaerun. XKX-MC A: tg = 0.88 mun; 6€3 HOHH3ALNH.

A.1.38. 6-Xuaop-N-(2-(S-meToxkcudeH3opypaH-6-uJ1)3TUI)IHPUMUAHH-4-

AMHH
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VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IOJYyYalT B COOTBETCTBUHM C METOAUKOM,
onucaHHO# Bbime ans A.l.1., ucnonw3ys rugpoxsuopun 2-(5-meroxkcudensodpypan-6-
un)stas-1-amuna. XKX-MC A: tg = 0.89 mun; [M+H]" = 304.06.

A.1.38.1. I'mapoxaopug 2-(5-metoxkcuben3odgypan-6-ua)itan-1-amuna

VYkazaHHO€ B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucanHo# Beime st A.1.1.1., ucnons3yst mpem-6ytun (2-(5-metrokcubensopypan-6-
un)atun)kapbamar. JKX-MC A: tg = 0.53 mun; [M+H]™ = 192.22.

A.1.38.2. Tpem-o0ytua (2-(5-meroxkcudenzodypan-6-ua)iTua)kapdéamar

VYkazaHHOE B 3arojIOBKE COEIMHEHHE MOJYyYalT B COOTBETCTBUH C METOAHUKOIA,
onucanHoW Bhime s A.1.2.2., ucnons3ys 6-6pom-5-merokcudenzodypan. XKX-MC
A:tg = 0.91 muH; 0€3 HOHU3ALIUH.

A.1.38.3. 6-Bpom-S-meToxkcubensopypan u 6-0pom-S-metokcubenzodypan-
2-kap0oHOBasl KHCJIOTA

K pactBopy 4-Opom-2-ruapokcu-5-merokcubensanpaeruga (3.00 r, 12.60

mmoJib) B 0e3B. JIM®A (25 mu) mpu KT mocnemoBaTenbHO HOOABISIOT 3THI 2-
Oopomanerar (1.50 mn, 13.20 mmounsb), kapOonat kxanus (1.828 r, 13.20 mmonb) u
fonun xanus (105 mr, 0.63 mmonb). PM HarpeBatoT no 80°C B atmocdepe azora B
teueHue 30 muH. PM 3arem paror oxnagutrbes po KT. JloGasmsroTr BOAy U
NOJIyYEHHBbII B pe3yJbTaTe OCAAOK OT(PUIBTPOBBIBAIOT U IMPOMBIBAIOT BOJOH.
ITonyyeHHoe TBepaoe BewiecTBO 3aTeM pacTBopsoT B EtOAc u 3TOT pacTBOp cyluar
Han Oe3B. MgSO,, QUIBTPYIOT M KOHLUEHTPUPYIOT NPH MOHMKEHHOM IaBICHUH C
nojaydeHueM 3tun  2-(5-6pom-2-popmuin-4-meTokcupeHoKcH)aneTata B BHIAE
GecrBeTHOro TBepaOro Bemectsa (4.027 r, 100%). XKX-MC A: tg = 0.87 mun; [M+H]"
=316.95.

K pactBopy stun 2-(5-Opom-2-popmun-4-meroxcudpenokcu)aunerara (4.027 r,
12.60 mmonp) B EtOH (16 mur) mpu KT nmobGasusirtor 1 M Boan. NaOH (16.5 mu, 16.5
mMMoib), 1 PM HarpesatoT 1o 50°C B atmocdepe azora B Teuenne 30 mun. PM 3atem
natot oxnanutbes 10 KT u ob6pabarsiBator 1 M Boan. HCI (16.5 ma). EtOH ynanstoT
IpU MOHWKEHHOM JAaBJIEHUH M OCTABINYIOCS BOJHYIO CMECh JIBA pa3a 3KCTPArupyroT C
nomompto  JIXM. OObenuHeHHBIE OpPraHUYECKHE CJIOU TMPOMBIBAIOT COJIEBBIM
pactBopoM, cymatr Hax 60e3B. MgSO,, QuapTpylOT W KOHUEHTPHUPYIOT MpH
MOHU>KEHHOM NaBJICHUU c MOJIy4eHUEM 2-(5-6pom-2-popmuin-4-
METOKCHU(EHOKCH )yKCYCHONW KHUCJIOTBI B BUIE KEITOro TBepnoro semiectsa (3.447 r,

94%). )KX-MC A: tg = 0.70 mun; [M+H]" = 288.98.
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Cmecp 2-(5-6pom-2-popmui-4-meTokcueHoKCH)yKeycHO kucnotel (3.447 ,
11.90 mmonp) B anruzapupe ykcycHod kuciorsl (14.1 mu, 149.0 mmons) mpu KT
obpabaTtpiBaroT anieratoM Hatpus (2.935 r, 35.80 MMouIb) U 3aTEM HArpeBalOT B COCYAE
¢ obparabiM xonoguabHuKOM (150°C) B armocdepe a3ora B Teuenue 15 1. PM nparor
oxnmanutbest 10 KT, pasbasnstor tonyonmom (50 mu) u obpabareiBator 1 M BOAH.
NaOH (100 mu). ITocne nepememuBanus npu KT B Teuenue 1 4, PM nononHUTEIBHO
pasbasisiroT ¢ momoupio Boabl 1 EtOAc. ITocnenyromee ¢punbrpoBanue naetr 6-6pom-
5-meTokcuben3opypan-2-kapOOHOBYIO KHCIOTY B BUIE CEPOro TBEPAOrO BELIECTBA,
KOTOpPOE JOMOJHHUTEIbHO CyIIaT B BBICOKOM BakyyMe (2.09 r). )KX-MC A: tg = 0.75
MuH, 0e3 moHuzauuu. Cion QuibTpaTa 3aTeM pa3AeisoT W BOAHBIN CIOM ABa pasa
skcTparupyroT ¢ momombi EtOAc. OObenuHeHHbIE OpraHUYeCKUue CJIOU MPOMBIBAIOT
COJIEBBIM pacTBOpOM, cymar Hax 0e3B. MgSO4, GUIBTPYIOT U KOHIEHTPHUPYIOT MpPHU
NOHM)XeHHOM JnaBieHuu. Ounctka ¢ mnomombio DX (oT remraHa 10 cMecHu
rentad/EtOAc = 9/1) paer 6-Opom-5-merokcubeH3odpypaH B Buae OeCHBETHOrO
TBepaoro Bemectsa (838 mr, 31%). )KX-MC A: tg = 0.87 muH; 6€3 noHH3aLHH.

A.1.39. 6-Xuaop-N-(2-(2-¢pTop-5-meToxkcuben3odypaHn-6-
WJ1)3THJ)IHPUMHANH-4-aMUH

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IOJyYalT B COOTBETCTBUHM C METOAUKOM,
onucanHoi  Bbume gua A.l.l.,, wucmoae3ys  ruapoxsopun  2-(2-dprop-5-
MeTokcubenzodypan-6-un)stan-1-amuna. KX-MC A: tg = 0.92 mun; [M+H]" =
322.04.

A.1.39.1. T'mapoxyopun 2-(2-¢prop-5-meTokcubensoPpypan-6-ua)srran-1-
aMHMHAa

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE MOJYyYalT B COOTBETCTBUHM C METOAHUKOIA,
onucanHod  Bbime gt A.1.1.1., wucnonezys mpem-Oytun  (2-(2-pTop-5-
MeTokcubenzodypan-6-un)stun)kapbamar. XKX-MC A: tg = 0.57 mun; [M+H]" =
210.13.

A.1.39.2. Tpem-0yTuna (2-(2-¢pTop-5-meTokcubenzodypan-6-
WI)3THJ)KapbamaT

VYka3zaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
onucaHHoW Bbime maisi A.1.1.2., ucnonb3ysi 6-0poM-2-prTop-5-merokcubeHzodypan.

HKX-MC A: tg = 0.95 mun; [M+H]" = 310.09.



10

15

20

25

30

173

A.1.39.3. 6-bpom-2-¢Top-5-meTokcubenzodpypan

TmarenbHO  mepememuBaeMyr0  cmech  0-Opom-5-meTokcubensopypan-2-
kapOoHoBoii kucimorsl (1.60 r, 5.90 mMmonb, nmonydeHue omnucaHo B A.1.38.3)),
ouc(rerpadpropbopara) 1-xnopmetun-4-¢prop-1,4-nuazonnii-oununkio[2.2.2]Jokrana
(3.30 r, 8.85 mmonp) u runpokapOonara Hatpus (1.438 r, 17.10 mmounb) B EtOAc (18
mi) u Boge (18 mun) narpeBatroT 1o S0°C B TeueHue 3 4. 3aTeM BBIMOJHSIOT €€ OJTHO

nobasienue cenaekrpropa (3.30 1, 885 wmmonb), u PM JOONOJHUTEIBHO

nepememnBaoT npu S0°C B Teuenue 2.5 4. PM narot oxnaautbes 1o KT, pazbasisitor
¢ nomombto EtOAc u obpabareiBator 1 M Boan. NaOH. Ilocne ¢punbTpoBanHusi yepes
LEJUT U pa3felieHHe CJIOEB, OPraHUYECKUH CJIOH MPOMBIBAIOT COJIEBBIM PAaCTBOPOM,
cymart Hax 0e3B. MgSO,4, GUIBTPYIOT U KOHLUEHTPUPYIOT MPU MOHUKEHHOM JaBJICHUH.
Ouncrtka ¢ nomompro @X (ot rentana no cmecu rentad/EtOAc = 9/1) naer 6-6pom-2-
dTop-5-merokcubensodpypan B Buae xenroro macnaa (240 mr, 17%). KX-MC A: tg =
0.91 muH; Oe3 HOHHU3AILIUH.

A.1.40. 6-Xuaop-N-(2-(6-meTokcH-4-MeTUA0eH30dypaH-S-
WJ1)3THJ )THPUMHANH-4-aMUH

VYkazaHHOE B 3arojIOBK€ COEIHMHEHHE IOJYyYalT B COOTBETCTBUHM C METOAUKOM,
onucanHoi  Bbime gans  A.l.1.,, wucnonp3ys rumgpoxsopun  2-(6-mMeTokcu-4-
MeTun6ensodypan-5-un)sran-1-amuna. XKX-MC B: tg = 1.04 mun; [M+H]" = 318.06.

A.1.40.1. T'mapoxyopun 2-(6-meTokcH-4-MeTUA0eH30ypaH-S-ua)3Tan-1-
aMHHAa

VYkazaHHO€ B 3arojloOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOIM,
onucanHod Beime gua  A.1.1.1., wucnoaesys mpem-0ytun (2-(6-meTokcu-4-
MeTun6ensodypan-S-un)stun)kapbamar. KX-MC B: tg = 0.59 mun; [M+H]" =
206.13.

A.1.40.2. Tpem-0yTuna (2-(6-meTokcH-4-meTuN0eH30ypaH-5-
WI)3THJI)KapbamaT

VYka3zaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
onucaHHoOU Bbime mist A.1.1.2., ucnonb3ys 5-6pom-6-mMeTokcH-4-MeTUIOeH30pypaH.
XKX-MC B: tg = 1.06 mun; [M+H]" = 305.98.

A.1.40.3. S5-Bpom-6-meToxcH-4-MmeTua6eH30dypan

VYka3zaHHOE B 3arojIOBK€ COEIMHEHHE IOJYyYalT B COOTBETCTBUHM C METOAUKOM,
onucaHHoi Bbime i A.1.36.3., wucnons3dys 3-0pom-6-ruapoKcH-4-MeTOKCH-2-

metunoensanpaerun. JKX-MC B: tg = 1.02 muH; 6€3 HOHH3AI[HH.
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A.1.40.4. 3-Bpom-6-ruapoKcu-4-MeTOKCH-2-MeTHUJI0eH3aJIbAer U/

PactBop 2-runpokcu-4-merokcu-6-merundensanpaeruaa (3.90 r, 23.50 Mmmonb) B
6e3B. MeCN (75 mur) oOpabaTeiBalOT MOHOTUIPATOM #1-TOJYOJICYIb(OHOBON KHCIOTHI
(228 wmr, 1.18 mmounb), u cmech nepememuBaroT npu KT B Teuenne 15 mun. 3arem
nopuusimu  nobasnsor  N-Opomcykumaumun  (4.18 r, 23.50 wmmons), u PM
nepememnBaroT npu KT B Teuenne 15 u. K PM noGasnsitor Et,O u 10% BoxaH.
THOCYJbpAT HATPUS U CJOU pazgeisaroT. OpraHuyeckuil CJIOH MOCIEeIOBATENbHO
npombiBatloT 10% BogH. THOCYAb(paTOM HaTpHUs M BOAOW, cymaTt Hax 0e3B. MgSOy,
(GUIBTPYIOT M KOHLEHTPUPYIOT MPH MOHMXEHHOM JnaBieHHH. OUYHCTKA C MOMOIIBIO
®X (ot rentana no cmecu rentan/EtOAc = 9/1) naet 3-6poM-6-TUAPOKCU-4-METOKCH-
2-metundeH3anpaerun B Bune OecuseTHOro TBepaoro BemectBa (4.10 r, 71%). XKX-
MC B: tg = 0.93 mun; [M+H]" = 245.07.

A.1.40.5. 2-T'mapokcu-4-MeToKCH-6-MeTHI0EH3AJIbAET U]

PactBop 2,4-nurunpokcu-6-merunoensanpaernna (4.01 r, 25.80 mmons) B 6e3B.
anerone (180 mu) obOpabareiBator kapObonatom kamms (3.57 r, 25.80 mmonp) u
fonmeranom (24.2 mu, 387.0 mmonsb), u PM nepememnBaror npu KT B Teuenue 15 u.
HobGasnsiror Bogy u EtOAc um ciou paspensror. BomHbiii ClIOW  JOMOJHUTEIBHO
skcTparupyoT ¢ nomombio EtOAc u oObennHEHHbBIE OpPraHUYECKHE CJIOH 3aTeM
MPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO4, ¢unpTpyroT u
KOHLEHTPUPYIOT TMpPU MNOHUXKEHHOM naBjeHuun. Ounctka ¢ nomowmbo @®X
(rentan/EtOAc = 9/1) maer 2-ruapokcu-4-mMeTOKCH-O-MeTHI0eH3anbAerHl B BUIE
GecuseTHOr0 TBepaoro BemecTsa (3.90 r, 91%). XKX-MC B: tg = 0.86 mun; [M+H]" =
167.03.

A.1.41. N-(2-(1H-HHA0a-6-HJI)ITUI)-6-XTOPNUPUMHIANH-4-aMUH

VYkazaHHOE B 3arojIOBKE COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAHUKOI,
onucanHo# Beime juist A.1.1., ucnons3ys 2-(1H-unnon-6-un)stan-1-amun. XKX-MC A:
tg = 0.81 mun; [M+H]" = 273.09.

A.1.41.1. 2-(1H-UHpo0a-6-ua)3tan-1-amun

VYka3zaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYarT B COOTBETCTBUH C METOAUKOM,
onucanHo# Bbime nus A.1.4.1., ucnonssyst 1H-unnon-6-kapbanpaernn. XKXX-MC A: tg

= 0.46 mun; [M+H]" = 161.19.

2
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A.1.42. N-(2-(1H-HHA0a-5-HJI)ITUI)-6-XJTO0PNHPUMHANH-4-aMUH

Yka3aHHOE B 3arojIOBK€ COEJMHEHHE MOJYy4aloT B COOTBETCTBUU C METOJMKOM,
onucanHo# Beime anst A.1.1., ucnons3ys 2-(1H-unnon-5-un)sran-1-amun. XKX-MC A:
tg = 0.81 mun; [M+H]" = 273.05.

A.1.42.1. 2-(1H-Uuapoa-5-na)3Tan-1-amun

VYkazaHHO€ B 3arojloOBK€ COEIMHEHHE IMOJy4alT B COOTBETCTBHUU C METOAUKOI,
ucnonb3yst |H-ungon-5-kapbansnerun. XKX-MC A: tg

onucanHou Beime miast A.1.4.1.

= 0.40 mun;, [M+H]" = 161.46.

2

A.1.43. 6-Xuop-N-(2-(1-meTua-1H-uHA0/1-6-UI)ITHA)NUPHUMHAUH-4-AMHUH

VkazaHHOE B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucanHoi Beime aius A.l.1., ucnonp3ys 2-(1-merun-1H-unnon-6-un)stan-1-aMuH.
XKX-MC A: tg = 0.87 mun; [M+H]" = 287.08.

A.1.43.1. 2-(1-Metua-1H-ungon-6-uma)dtan-1-aMmun

VYka3aHHOE B 3arojlOBK€ COEIMHEHHE IMOJy4aloT B COOTBETCTBUM C METOAUKOIA,

onucanHoO# Bbine st A.1.4.1., ucnons3ysa 1-metun-1H-unnon-6-kapbaneaernn. XX-

MC A:tg = 0.51 mun; [M+H]" = 175.35.

A.1.44. 6-Xuaop-N-(2-(1-meTua-1H-uHA0/1-5-U1)3THA)IUPHUMHANH-4-AaMUH

Yka3zaHHO€ B 3aroJIOBKE€ COCAUHEHHE MOJY4YalT B COOTBETCTBUU C METOAUKOM,
onucanHoi Beime st A.l1.1., ucnonw3ys 2-(1-merun-1H-ungon-5-un)stan-1-amuH.
XKX-MC A: tg = 0.88 mun; [M+H]" = 287.14.

A.1.44.1. 2-(1-Metua-1H-ungon-5-ua)sran-1-amun

VYKka3aHHOE B 3arojJOBK€ COEJUHEHHE MOJY4YarOT B COOTBETCTBHUU C METOAMKO,

onucanHo# Bbine st A.1.4.1., ucnons3ys 1-merun-1H-unnon-S-xkapbanpaernn. XKX-

MC A: tg = 0.51 mun; [M+H]" = 175.36.

A.1.45. 6-Xuaop-N-(2-(1-3tun-1H-uHx0/1-6-UA)3THA)MHPUMHANH-4-aMUH

VYka3zaHHO€ B 3aroJIOBKE€ COE€AMHEHHE MOJY4YalT B COOTBETCTBUU C METOAMKOM,
onucanHoi Bbime it A.1.1., ucmonb3ys 2-(1-a3tun-1H-uHmnon-6-mn)3tan-1-aMuH.
XKX-MC A: tg = 0.91 mun; [M+H]" = 301.10.

A.1.45.1. 2-(1-OTtua-1H-uapog-6-ua)3tan-1-amun

VYka3zaHHO€ B 3aroJIOBKE€ COE€AWHEHHE IMOJY4YalT B COOTBETCTBUU C METOAMKOM,

onucanHo# Bbime s A.1.4.1., ucnons3ysa 1-3tun-1H-unnon-6-xapOansuerunn. XX-

MC A: tg = 0.55 mun; [M+H]" = 189.27.
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A.1.46. 6-Xuaop-N-(2-(1,3-aumerna-1H-uua04-5-ua)3THA)NIHPHUMHUANH-4-
AMHH

VYkazaHHO€ B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucanHoi Bbime auaa A.l.1., ucnonwsszys 2-(1,3-mumerun-1H-unnon-5-umn)stan-1-
amun. JKX-MC A: tg = 0.92 mun; [M+H]™ = 301.08.

A.1.46.1. 2-(1,3-Aumerun-1H-unpon-5-ua)stan-1-aMmun

YkazaHHOE B 3arojIOBKE COEIMHEHHE MOJYy4aloT B COOTBETCTBUHM C METOAHUKOIA,
onucanHo# Bbime jisi A.1.4.1., ucnonssys 1,3-numernn-1H-unnon-5S-kapbanbaerun.
XKX-MC A: tg = 0.55 mun; [M+H]" = 189.20.

A.1.46.2. 1,3-Aumerui-1H-ungon-S-kapéanbaerun

K oxnaxnennomy (-78°C) pactBopy 5-Opom-1,3-numerun-1H-ungona (1.31 r,
5.85 mmonb) B 6e3B. TT'®@ (60 mun) noGasmsiroT pacteop Buli (2.5 M B rekcanax, 2.45
Mi, 6.12 mmonw), u PM nomomHutenbHo mnepememmuBaroT npu -78°C B aTtmocdepe
azota B TeueHue 4 muH. K paHee moysiyueHHOU cMecu 3ateM nobaisitoT 6e3B. MDA
(641 mr, 8.77 mmonp) u nepememupanue npu -50°C mpomoikamT B TeueHue 20 MUH.
PM o6pabareiBatror Haceim. BogH. NH4Cl u narot Harperscs no KT. 3arem noGasisitoT
Bony u Et,O u ciou paspenstor. BoaH. ciaoli JOMOJHUTENBPHO 3KCTPATUPYIOT C
nomombio Et,O u oObenmHeHHBIe OpraHudeckue ciou cymar Hag 0e3B. MgSO,,
GUABTPYIOT M KOHLEHTPUPYIOT NPH IMOHMXEHHOM JaBjeHHH. OUHUCTKA C MOMOIIBIO
@®X (rentan/EtOAc = 4/1) naer 1,3-agumermn-1H-unnon-S-xapOanbaerun B Buue
xenroro Macna (0.56 r, 55%). XKX-MC A: tg = 0.81 mun; [M+H]" = 174.27.

A.1.46.3. 5-Bpom-1,3-numerunn-1H-ungon

K pactBopy 5-06pom-3-metmin-1H-unnona (2.00 r, 9.52 mmousb) B 6e3B. IMOA
(15 mn) mopumsimu nobansitoT rugpun Hatpus (60% pucnepcus B MUHEPAJTbHOM
macie, 419 mr, 10.47 mmons), u PM nononHutrenbHo nepememuBarT npu KT B
atmoc(epe azora B Teuenue 30 muH. K paHee monydeHHON CMeCH 3aTeM IO KaIlIsaM
nobasnsroT oamerad (1.2 mu, 19.27 mmons) u nepememnBarne npu KT npogomxaror
B TeueHue 1.5 4. Oxnaxzaennyw (0°C) PM o6pabaTsiBaloT BOIOW U AAKOT HArpeThCs
no KT. PM 3arem Tpu pasza 3KCTparupywT ¢ mnomoinbio Et,O u oObenuHeHHBbIE
OpraHWYeCcKHe CJIOW MPOMBIBAIOT BONOW, cymar Han 0e3B. MgSQ,, ¢unpTpyror u
KOHIEHTPUPYIOT TPU NOHWKEHHOM pasieHun. Ouncrka ¢ mnomombio PX
(remran/AXM = 1/1) nmaet 5-6pom-1,3-numetun-1H-uanon B Bume OJeqHO-KENTOTO

macna (1.86 T, 87%). )KX-MC A: tg = 0.94 mun; [M+H]" = 224.07.
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A.1.47.  6-xao0op-N-(2-(6-¢pTop-1-meTua-1H-unaon-5-ua)3Tua)nupuMHAHH-
4-amuH

VYkazaHHO€ B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucaHHoi Bbime ans A.l.1., ucnonb3ysa runpoxiopun 2-(6-¢prop-1-merun-1H-
uHI0N-5-nn)stan-1-amuna. JKX-MC A: tg = 0.90 mun; [M+H]" = 305.01.

A.1.47.1. T'mapoxaopun 2-(6-¢prop-1-merun-1H-ungon-S-un)dran-1-amuna

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE MOJy4alT B COOTBETCTBUMU C METOIHUKOIA,
onucanHoW Beime 1ust A.1.1.1., ucnoae3ys mpem-0ytun (2-(6-prop-1-merun-1H-
uHgoNn-5-un)stun)kapbamar. KX-MC A: tg = 0.52 mun; [M+H]" = 193 .21.

A.1.47.2. Tpem-oytna (2-(6-¢prop-1-merua-1H-ungon-S-ua)druia)kapébamar

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOIM,
onucanHoO# Bbime s A.1.1.2., ucnons3ys 5-6pom-6-¢prop-1-metun-1H-ungon. XKX-
MC A: tg = 0.92 mun; [M+H]" = 293.15.

A.1.47.3. S5-Bpom-6-¢rop-1-merni-1H-ungon

Vka3zaHHOE B 3arojIOBK€ COEIMHEHHE MOJyYalT B COOTBETCTBHU C METOAUKOM,
onucaHHOU Bbie st A.1.46.3., ucnonb3ys 5-6pom-6-¢prop-1H-unnon. XKX-MC A: tg
=0.91 mun, [M+H]" = 227.93.

A.1.48. N-(2-(ben3o[d]THa30.-6-Ha)3THJI)-6-XJT0PNHPHMHANH-4-aMUH

VYkazaHHO€ B 3arojIOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onmucanHo# BbIime 1ist A.1.1., ucnons3ys ruapoxyopun 2-(6enszol[d]Tuazon-6-umn)sTan-
l-amuna. XKX-MC A: tg = 0.79 mun;, [M+H]" = 291.01.

A.1.48.1. T'uappoxaopug 2-(6enso[d]Tuaszon-6-uia)3Tan-1-amuna

VYkazaHHOE B 3arojiOBKe COEIMHEHHE MOJYy4aloT B COOTBETCTBUH C METOAUKOIA,
onucanHoW Beime s A.l1.1.1., ucnonszys mpem-0ytun (2-(6ensol[d]ruazon-6-
un)stun)kapoamat. JKX-MC A: tg = 0.43 mun; [M+H]" = 179.24.

A.1.48.2. Tpem-6yTua (2-(6en3o[d]Tua3zon-6-ua)3Tua)kapéamar

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
onucaHHOU Beime st A.1.2.2., ucnons3ys 6-Opombenszo[d]tuazon. KX-MC A: tg =
0.83 mun; [M+H]" = 279.16.

A.1.49. N-(2-(ben3o[d]THa30a-5-ua)3THJ)-6-XJTOPNHPHMHAUH-4-aMUH

Vka3zaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOIM,

onucanHO# Bbime 1 A.1.1., ucnone3ys ruapoxaopun 2-(6enszol[d]ruazon-5-un)stan-

2

1-amuna. XKX-MC B: tg = 0.85 mun; [M+H]™ =290.97.
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A.1.49.1. I'mapoxaopup 2-(6enso[d]Tuaszon-S-na)rtan-1-amuna

Vka3aHHOE B 3aroJIOBKE COEIUHEHHE MOJIyYaloT B COOTBETCTBHHU C METOIHMKOM,
onucanHoit Beime 1ua A.l1.1.1., ucnonszys mpem-0ytun (2-(6enszol[d]runazon-5-
un)stun)kapbamar. JKX-MC B: tg = 0.44 mun; [M+H]" = 179.22.

A.1.49.2. Tpem-o0ytua (2-(6en3o[d]Tuazon-S-ua)yTua)kapbamar

Vka3aHHOE B 3aroJIOBKE COEIUHEHHE IOJIyYalT B COOTBETCTBHHU C METOIHKOIM,
onucaHHoOU Bbime mist A.1.2.2., ucnonb3ys 5-Opombenso[d]tuazon. XKX-MC B: tg =
0.89 mun;, [M+H]" = 279.08.

A.1.50. N-(2-(ben3o[d]okca30.1-6-n1)3THII)-6-XIOPNIUPUMHAHH-4-AMHUH

Vka3aHHOE B 3aroJiOBKe COEIUHEHHE MOJy4YaloT B COOTBETCTBHHU C METOIHMKOM,
onucanHoW Bbime mus A.l.1., ucmonb3ys runpoxnopun 2-(6enso[d]okcazon-6-
un)stan-1-amuna. XKKX-MC A: tg = 0.76 muH, [M+H]" = 275.06.

A.1.50.1. I'mapoxaopun 2-(6en3zo[d]okcazon-6-ua)atan-1-amuna

Vka3aHHOE B 3aroJIOBKE COEIHMHEHHE MOJy4YalT B COOTBETCTBHHU C METOIHKOM,
onucanHoW Beime anst A.1.1.1., wucnone3ys mpem-Oytun (2-(6enzo[d]okcazon-6-
un)stun)kapbamat. JKX-MC A: tg = 0.39 mun; [M+H]" = 163.51.

A.1.50.2. Tpem-0ytna (2-(0en3zo[d]okcazon-6-ua)aTua)kapéamar

Vka3aHHOE B 3aroJIOBKE COEIUHEHHE MOJIyYaloT B COOTBETCTBHHU C METOIHMKOM,
onucaHHo# Beime 111 A.1.2.2., ucnonb3ys 6-0pombenso[d]okcazon. XKX-MC A: tg =
0.81 mun; [M+H]" = 263.109.

A.1.51. N-(2-(ben3o[d]u3oTHa30/-5-0Ja)3TNA)-6-XT0pPNHUPHUMUANH-4-AaMHH

Vka3aHHOE B 3aroJIOBK€ COEIUHEHHE IOJIyYalT B COOTBETCTBHHU C METOIHMKOM,
onucanHoW Bbime ausi A.1.1., ucnmonw3yst ruapoxyopun 2-(6enszol[d]uzornaszon-5S-
un)stan-1-amuna. XKKX-MC B: tg = 0.89 muH; [M+H]" = 290.96.

A.1.51.1. T'napoxaopun 2-(6en3o[d]uszornazon-S-ua)atan-1-amuna

Vka3aHHOE B 3aroJIOBKE COEIUHEHHE MOJy4YalT B COOTBETCTBHHU C METOIMKOM,
onucanHoW Beime aiust A.1.1.1., ucnonb3ys mpem-6ytun (2-(6en3zol[d]uzornason-5-
un)stun)kapbamar. XKX-MC B: tg = 0.46 mun; [M+H] = 179.21.

A.1.51.2. Tpem-oytna (2-(0enso[d]uszoTruason-S-ua)aTua)kapdéamar

Vka3aHHOE B 3aroJIOBKE COEIHMHEHHE MOJy4YaloT B COOTBETCTBHHU C METOIHKOM,
onucaHHOU Beime s A.1.2.2., ucnonws3ys S-6pomOenso[d]uzoruazon. XKX-MC B: tg

= 0.93 mun; [M+H]" = 279.08.
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A.1.52.  6-Xuaop-N-(2-(S-metokcu-1-merun-1H-unaa3o.-6-
WJ1)3THJ )IHPUMHANH-4-aMUH

Yka3aHHOE B 3arojIOBKE€ COEJUHEHHE MOJYy4aloT B COOTBETCTBUU C METOAMKOM,
onucanHoi Beime i A.l.1., ucnonb3ys ruzapoxiopun 2-(5-meroxcu-1-merun-1H-
MHIa301-6-mn)stas-1-amuna. JKX-MC A: tg = 0.83 mun; [M+H]" = 318.03.

A.1.52.1. TI'mapoxyopun 2-(5-metokcu-1-merui-1H-uuga3zon-6-ua)rran-1-
aMHMHAa

Yka3aHHOE B 3arojIOBKe CO€JUHEHHE MOJY4alT B COOTBETCTBHUU C METOJIHKOM,
onucanHo# Bbime s A.1.1.1., ucnonszys mpem-0ytun (2-(5-meroxcu-1-mernn-1H-
MHa301-6-1m1)3tHia)kapbamar. JKX-MC A: tg = 0.49 mun; [M+H]" = 206.16.

A.1.52.2. Tpem-0yTuna (2-(5-metokcu-1-merua-1H-uuaazon-6-
WI)3THJ)KapbamaT

VYka3aHHOE B 3arojIOBK€ CO€JUHEHHE MOJydaloT B COOTBETCTBHUU C METOAUKOM,
onucanHO# Bbime i A.1.1.2., ucnonssys 6-Opom-5-mertokcu-1-metun-1H-unnazon.
XKX-MC A: tg = 0.86 mun; [M+H]" = 306.02.

A.1.52.3. 6-Bpom-5S-metoxcu-1-merua-1H-unaazon

K pactBopy 6-0pom-1-merun-1H-unnazon-5-ona (1.00 r, 4.27 mmonb) B 0Oe3B.
JIM®A (21 ma) npu KT gobasnsror kapOonat nesus (1.67 r, 5.13 mmonb) u ionmeraH
(0.537 mn, 8.54 mmonsb), u PM nepememusaror npu KT B armocdepe azora B TeueHue
45 muH. JloGasnstor Bony u JAXM u cinou paspensitoT. BonmHbiii clioli 1Ba pasa
SKCTparupyT ¢ nomoupio XM u oObenrHEHHBIE OPTaHUYECKHE CJIOH MPOMBIBAIOT
COJIEBBIM pacTBOpOM, cymar Hajx 0e3B. MgSO,, GUABTPYIOT U KOHLEHTPUPYIOT HpPH
NOHW)KEHHOM JAaBJICHUHM C TOJydeHueMm 6-0pom-5-merokcu-l-mermn-1H-unnasona B
BHze po3oBoro TBepaoro BemectBa (1.00 r, 98%). XKX-MC A: tg = 0.81 MuH; [MJrH]+
=241.04.

A.1.53. 6-Xuaop-N-(2-(5-¢pTOopXHHOJIHH-6-HJI)ITUI)ITUPUMHANH-4-aMUH

VYka3aHHO€ B 3arojIoBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
onucanHoO# Beime st A.1.1., ucnonw3ys runpoxiaopun 2-(5-GTOPpXUHOIHH-6-UI )3 TaH-
1-amuna. XKX-MC A: tg = 0.67 mun; [M+H]™ = 303.02.

A.1.53.1. I'mapoxaopus 2-(5-GpropxuHOJINH-6-na)3TaH-1-aMuHa

Yka3aHHOE B 3arojIOBK€ CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJIMKOM,
onucanHoi Bbime manst A.1.1.1., ucnone3ys mpem-0ytun (2-(5-pTOpXUHOIUH-O-

un)stun)kapbamat. JKX-MC A: tg = 0.35 mun; [M+H]" = 191.23.
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A.1.53.2. Tpem-oyTna (2-(S-pTopXuHOAUH-6-HI)ITHA)KapOamaT

Yka3aHHOE B 3arojIOBK€ COEJUHEHHE MOJYy4alroT B COOTBETCTBUU C METOJAMKOM,
onucanHo# Bhime 1as A.1.1.2., ucnons3ysa 6-6pom-5-propxunonun. XKX-MC A: tg =
0.71 mun; [M+H]" = 291.10.

A.1.54. 6-Xuaop-N-(2-(7-pTOpXHUHOJHH-6-HI)ITUI)ITHPUMHUANH-4-AaMHH

VYkazaHHO€ B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucanHo# Bhime st A.1.1., ucnonw3ys runpoxiaopun 2-(7-GTOpXUHOIHH-6-UIT )3 TaH-
l1-amuna. XKX-MC A: tg = 0.60 mun; [M+H]" = 303.02.

A.1.54.1. T'uapoxaopug 2-(7-¢pTopxuHOINH-6-Ha)3TaH-1-aMuHa

Yka3aHHOE B 3arojIOBKe CO€JUHEHHE MOJYy4aloT B COOTBETCTBHUU C METOJHMKOM,
onucanHod Bbimme maust A.1.1.1., ucmone3ys mpem-0ytun (2-(7-pTOpXUHOIUH-O-
un)atun)kapbamat. JKX-MC A: tg = 0.28 mun; [M+H]™ = 191.22.

A.1.54.2. Tpem-oyTna (2-(7-pTopXuHONUH-6-UI)ITHA)KapOamaT

VYka3aHHOE B 3arojIOBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
onucanHoO# Bhime s A.1.1.2., ucnons3ys 6-6pom-7-propxunonun. XKX-MC A: tg =
0.64 mun; [M+H]" = 291.10.

A.1.55. 6-Xuaop-N-(2-(5,7-anpTOPXHHOJIHH-6-HJI)ITUI)THPHUMHANH-4-
aMHH

VYka3aHHOE B 3arojIOBK€ COEJUHEHHE MOJYy4aloT B COOTBETCTBUU C METOAMKOM,
onucaHHOH Bbime must A.l.1., ucmonb3ys ruppoxsuopun 2-(5,7-audTOPXHHOIUH-0-
un)stan-1-amuna. XKX-MC A: tg = 0.78 mun; [M+H]" = 321.01.

A.1.55.1. T'uapoxaopun 2-(5,7-au¢pTopXuHONIUH-6-UI)ITaH-1-aMHHA

Yka3aHHOE B 3arojIOBKe COEJUHEHHE IMOJY4YalT B COOTBETCTBHUU C METOIHKOM,
onucanHo# Beime aiust A.1.1.1., ucnons3ys mpem-0ytun (2-(5,7-nupTOpXUHOIUH-0-
un)atun)kapbamar. JKX-MC A: tg = 0.43 mun; [M+H]™ =209.11.

A.1.55.2. Tpem-oytna (2-(5,7-audTopXuHONUH-6-UI)ITHA)KapOamMaT

VYka3aHHO€ B 3arojIoBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
onucanHoO# Beime aust A.1.1.2., ucnons3ysa 6-6pom-5,7-gudpropxunonus. XKX-MC A:
tg = 0.82 mun; [M+H]" = 309.08.

A.1.56. 6-Xuaop-N-(2-(5,8-aupTOpXHHOIHH-6-HJI)ITUI)THPHUMHANH-4-
aMHH

VYka3aHHOE B 3arojIOBK€ CO€JUHEHHE MOJYy4daloT B COOTBETCTBUU C METOJMKOM,
onucanHoi Bbime anst A.l1.1., ucmons3ysa ruzppoxiopun 2-(5,8-nupTopXuHOIUH-O-

un)stan-1-amuna. XKKX-MC A: tg = 0.80 muH,; [M+H]" = 321.02.
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A.1.56.1. I'mapoxaopun 2-(5,8-aupTopXuHOIHNH-6-UI)3ITaH-1-aMHHA

Yka3aHHOE B 3arojIOBK€ COEJUHEHHE MOJYy4alroT B COOTBETCTBUU C METOJAMKOM,
onucanHo# Beime anst A.1.1.1., ucnone3ys mpem-Oytun (2-(5,8-nupTopXxuHOIUH-6-
un)stun)kapbamat. JKX-MC A: tg = 0.45 mun; [M+H]" =209.13.

A.1.56.2. Tpem-6yrna (2-(5,8-1npTopXHHONHH-6-HIT)ITHI)KaApOamMaT

VYkazaHHO€ B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucanHo# Beime aiust A.1.1.2., ucnons3ys 6-6pom-5,8-nudpropxunonus. XKX-MC A:
tg = 0.84 mun; [M+H]" =309.11.

A.1.57.  6-Xuaop-N-(2-(7-MeTHAXHHOJIHH-6-UJI)ITUJI)IHPUMHANH-4-AMUH

Yka3aHHOE B 3arojIOBKe CO€JUHEHHE MOJYy4aloT B COOTBETCTBHUU C METOJHMKOM,
onucanHoW Bbime i A.l.1., wumcmone3ys ruapoxyopun 2-(7-MeTHIXUHOJIHUH-0-
un)stan-1-amunra. XKKX-MC A: tg = 0.57 MmuH,; [M+H]" = 299.04.

A.1.57.1. I'mapoxaopus 2-(7-MeTHJIXHUHOJIUH-6-UI)ITaH-1-aMmuHa

VYka3aHHOE B 3arojIOBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
onucanHoW Beime must A.1.1.1., ucnonesdyss mpem-Oytun (2-(7-MeTUIXUHOIUH-O-
un)stun)kapbamat. JKX-MC A: tg = 0.26 mun; [M+H]" = 187.19.

A.1.57.2. Tpem-0yTtni (2-(7-MeTHJIXHHOJUH-6-UI)ITHIA)KapOamaT

VYka3aHHOE B 3arojIOBKE€ COEJUHEHHE MOJYy4alroT B COOTBETCTBUU C METOJMKOM,
onucanHo# Beime 11 A.1.1.2., ucnone3ys 6-6pom-7-merunxunonut. XKX-MC A: tg =
0.59 mun; [M+H]" = 287.16.

A.1.58. 6-Xuop-N-(2-(4-x10p-7-MeTHIXHHOJUH-6-UJ)ITHJI)IUPUMHUANH-4-
aMHH

Yka3aHHOE B 3arojIOBKe COEJUHEHHE IMOJY4YalT B COOTBETCTBHUU C METOIHKOM,
onmucanHOH Bbime st A.1.1., ucnons3yst rugpoxyopun 2-(4-xmaop-7-MeTUIXUHOJIUH-
6-un)stan-1-amuHa. XKX-MC A: tg = 0.74 muH,; [M+H]" = 332.99.

A.1.58.1. T'uapoxaopug 2-(4-xJjop-7-MeTHJIXHHOJHH-6-UJI)ITaH-1-aMuHAa

VYka3aHHO€ B 3arojIoBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
onucanHo# Beime just A.1.1.1., ucnons3yss mpem-6ytun (2-(4-xnop-7-MeTUIXUHOJINH-
6-un)stun)kapbamar. XKX-MC A: tg = 0.43 mun; [M+H]" = 221.04.

A.1.58.2. Tpem-0yTnj (2-(4-xJ10p-7-MeTHAXHHOJIHH-6-HJI)ITUI)KapOamaT

Yka3aHHOE B 3arojIOBK€ CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJIMKOM,
onucanHo# Beime st A.1.1.2., ucnons3yst 6-6pom-4-xnop-7-metunxunonus. KX-MC

A:tg = 0.78 mun; [M+H]" = 321.05.
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A.1.59. 6-Xuaop-N-(2-(7-x10p-8-MeTHAXHHOJUH-6-UJI)ITHI)ITHPUMUANH-4-
aMHH

Yka3aHHOE B 3arojIOBKE€ COEJUHEHHE MOJYy4aloT B COOTBETCTBUU C METOAMKOM,
onucaHHoO# Bbime anst A.1.1., ucnonw3ys rugpoxyopun 2-(7-xnop-8-MeTUIXUHOINH-
6-un)stan-1-amuna. XKX-MC A: tg = 0.76 mun; [M+H]" = 333.01.

A.1.59.1. T'uapoxyopun 2-(7-xJ0op-8-MeTHIAXHUHONUH-6-1I)3TaH-1-aMHUHA

Yka3aHHOE B 3arojIOBKe CO€JUHEHHE IMOJYy4alT B COOTBETCTBHU C METOIHKOM,
onucanHo# Beime st A.1.1.1., ucnons3ys mpem-6ytun (2-(7-xnop-8-MeTUIXUHOJIUH-
6-nun)stun)kapbamat. JKX-MC A: tg = 0.44 mun;, [M+H]" = 221.06.

A.1.59.2. Tpem-oyTni (2-(7-xJ10p-8-MeTHIAXHHOJIHH-6-HJI)ITUI)KapOamaT

VYka3aHHOE B 3arojIoBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
onucanHo# Beime st A.1.1.2., ucnons3yst 6-6pom-7-xn0p-8-metunxunonus. KX-MC
A:tg = 0.79 mun; [M+H]" = 321.05.

A.1.60. 6-Xuaop-N-(2-(7-x10p-8-pTOPXHMHOJINH-6-HI)ITHI)IHPUMUANH-4-
aMHH

Yka3aHHOE B 3arojIOBK€ CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
onucanHoO# Beime i A.1.1., ucnons3ys runpoxuopun 2-(7-xnop-8-pToOpXUHONIUH-6-
un)stas-1-amuna. XKX-MC A: tg = 0.82 mun; [M+H]" = 336.96.

A.1.60.1. I'mapoxaopug 2-(7-xJjaop-8-pTOpXHHOIHH-6-HI)ITaH-1-aMHHA

VYka3aHHOE B 3arojIOBKE€ COEJUHEHHE MOJY4YaloT B COOTBETCTBUU C METOAMKOM,
onucaHHoH Beime mist A.1.1.1., ucnonssys mpem-6ytun (2-(7-xn0p-8-GpTOPXUHOINH-
6-un)stua)kapbamar. JKX-MC A: tg = 0.49 mun;, [M+H]" = 225.13.

A.1.60.2. Tpem-oyTna (2-(7-x;10p-8-pTOPXHMHOIHH-6-HI)ITHI)KapOamaT

Yka3aHHOE B 3arojIOBKe COEJUHEHHE MOJY4alT B COOTBETCTBHUU C METOJHKOM,
onucanHo# Beime st A.1.1.2., ucnonb3ys 6-6pom-7-xnop-8-propxunonud. KX-MC
A: tg = 0.86 mun; [M+H]" = 325.08.

A.1.61. 6-Xuop-N-(2-(7-¢pTOpHU30XHUHONUH-6-UJI)ITHI)ITHPUMHANH-4-aMUH

VYka3aHHOE B 3arojIoBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
onmucanHoW Bbime i A.1.1., ucmonb3ysa rugpoxsuopun 2-(7-GTOpU30XUHOIUH-O-
un)stas-1-amuna. XJKX-MC A: tg = 0.56 mun; [M+H]" = 303.03.

A.1.61.1. I'mapoxaopus 2-(7-¢gTopH30XHMHOJHH-6-HA)ITaH-1-aMuHa

VYka3aHHOE B 3arojIOBK€ CO€JUHEHHE MOJYy4daloT B COOTBETCTBUU C METOJMKOM,
onucanHoi Bbime ans A.1.1.1., ucnone3ys mpem-0ytun (2-(7-GTOpHU30XUHOIUH-O-

un)stun)kapbamat. JKX-MC A: tg = 0.23 mun; [M+H]" = 191.22.
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A.1.61.2. Tpem-oytna (2-(7-¢pTopu3oXMHOJNH-6-HA)ITHI)KapOamaT

Yka3aHHOE B 3arojIOBK€ COEJUHEHHE MOJYy4alroT B COOTBETCTBUU C METOJAMKOM,
onucanHo# Bbime a1 A.1.1.2., ucnonwsys 6-6pom-7-¢propusoxunonus. XKX-MC A:
tg = 0.60 mun; [M+H]" = 291.15.

A.1.62. 6-Xuop-N-(2-(6-pTOpPH30XHMHOJIUH-7-HJI)ITHI)IHPUMHANH-4-AaMUH

VYkazaHHO€ B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onmucanHoW Bbime s A.1.1., ucmonb3ys rugpoxsuopun 2-(6-pTOpU3OXUHOIUH-T-
un)stan-1-amuna. XKKX-MC A: tg = 0.55 muH,; [M+H]" = 303.04.

A.1.62.1. T'mapoxaopun 2-(6-¢pTopH30XHMHOJHH-7-HA)ITaH-1-aMuHa

Yka3aHHOE B 3arojIOBKe CO€JUHEHHE MOJYy4aloT B COOTBETCTBHUU C METOJHMKOM,
onucanHoW Beime ais A.1.1.1., ucnone3yss mpem-0ytun (2-(6-pTOpU30OXUHOIUH-T-
un)stun)kapbamar. JKKX-MC A: tg = 0.21 mun; [M+H]" = 191.18.

A.1.62.2. Tpem-oyTnj (2-(6-¢pTopu3oXMHOJNH-7-HA)ITHI)KapOamaT

VYka3aHHOE B 3arojIOBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
onucanHo# Bbime mus A.1.1.2., ucnonwsys 7-6pom-6-propuzoxunonun. XKX-MC A:
tg = 0.60 mun; [M+H]" = 291.12.

A.1.63. 6-Xuop-N-(2-(8-MeTHAXHHOJIHUH-7-HJ)ITHJI)IHPUMHAHH-4-aMHUH

VYka3aHHOE B 3arojIOBKE€ COEJUHEHHE MOJYy4alroT B COOTBETCTBUU C METOJMKOM,
onucanHoi Bbime ansa A.l.1., ucnone3ys ruapoxjopusn 2-(8-MeTUIXUHOJIUH-T-
un)stas-1-amuna. XKX-MC A: tg = 0.57 mun; [M+H]" = 299.08.

A.1.63.1. T'uapoxyopua 2-(8-MeTHJIXHHOJIUH-7-HJ)ITaH-1-aMHHA

VYkazaHHO€ B 3arojloOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucanHod Bbime musi A.1.1.1., ucnonsdyss mpem-Oytun (2-(8-MeTUIXUHOIUH-T-
un)stun)kapoamat. JKX-MC A: tg = 0.28 mun; [M+H]" = 187.27.

A.1.63.2. Tpem-oyTnj (2-(8-MeTHJIXHHOJIUH-7-UI)ITHIA)KapOamaT

VYka3aHHOe B 3arojIoBKe CO€JUHEHHE MOJYy4daloT B COOTBETCTBUU C METOJMKOM,
onucaHHOU Bbimie st A.1.1.2., ucnonb3yst 7-6pom-8-metmnxunonu. XKX-MC A: tg =
0.60 mun; [M+H]" = 287.17.

A.1.64. 6-Xuaop-N-(2-(4,5-au¢Top-7-MmeTokcH-2-meTua06eH3odypaH-6-
WJ1)3THJ)THPUMHANH-4-aMUH

Yka3aHHOE B 3arojIOBK€ CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJIMKOM,
onucanHoi  Beime gua A.l.l1., wucmomedys  2-(4,5-mudrtop-7-mMeTokcu-2-

MeTun6ensodypan-6-un)sran-1-amun. XKX-MC A: tg = 0.98 mun; [M+H]" = 353.95.
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A.1.64.1. 2-(4,5-Iu¢dpTop-7-meToKCH-2-MeTHI0eH30PYypPaH-6-HJI)ITaH-1-aMUH

VkazaHHOE B 3arojIOBK€ COEIMHEHHE IOJYyYalT B COOTBETCTBUHM C METOAUKOM,
ONHUCAaHHOMN BBILIIE ISt Al41., HCIIONb3Y s 4,5-nu¢prop-7-MeTOKCHU-2-
MeTun6ensodypan-6-kapbanbaerug. XKX-MC A: tg = 0.63 mun; [M+H]" = 242.02.

A.1.64.2. 4,5-IndTop-7-MeToKCH-2-MeTHIO0EeH30(]ypaH-6-kapOaabaerug

K oxnaxnennomy (0°C) pactBopy 4,5-nudrop-7-merokcu-2-metundensodypana
(1.482 1, 7.48 mmounp) B 6e3B. AXM (15 mun) mo kansam gobasisitot xjaopua onosa(IV)
(1.75 wmn, 15.00 mMMoap), U CMecCh JIOMNOJHHUTEIbHO mnepememuBarwoT npu 0°C B
atmocepe azora B TedeHue 15 muH. 3aTeM 00aBIASIOT AUXJIOPMETHIMETUJIOBBIN
s¢up (0.828 mu, 8.97 mmounb), u cmech nepemermnBaroT npu KT B armocdepe azora B
TedeHue 3 4. ITo GOPMHUIMPOBAHUE MPUBOAUT K 00pa3oBaHUIO 1eneBoro 4,5-nudrop-
7-meTokcu-2-metunoen3opypan-6-kapbanpaeruna u  u3oMmepHoro 4,5-nudrop-7-
MeTOKcH-2-MeTunOen3opypan-3-kapbanpaernna. Ilonyduennyrwo B pesyabrate PM
3aTeM BBUIMBAIOT Ha cMech jen-sona (50 mia) u gobasnsror 1 M BoxH. HCI (20 mu).
Crnou pa3gendarOT U BOAH. CJOH JBa pasa J3KCTparupyrwT ¢ mnomombio JIXM.
OOvenuHeHHBIE OpraHuveckue ciom cymar Hax 0Oe3B. MgSOy, QuuabTpyroT u
KOHIIEHTPUPYIOT NpPHU MOHMXEHHOM aaBieHnu. Ouuncrka ¢ momompo @X (oT cmecH
rentad/JAIXM = 7/3 no cmecu remnran/JAXM = 3/7) naer 4,5-nudTtop-7-MeToKcu-2-
MetunaOeH3zodpypan-6-kapOanpaerns B Buae OecUBETHOro TBepAoro BemectBa. KX-
MC A: tg = 0.87 mun; [M+H]" = 227.06.

A.1.64.3. 4,5-Iu¢dTop-7-MeToKCcH-2-MeTHI0eH30(]pypaH

K pactBopy 2,3-mudprTop-6-runpokcu-5-merokcudensanpaeruaa (5.35 r, 28.40
MMoJsib) B 0e3B. JIM®A (25 mun) mpu KT mocnemoBaTenbHO AOOABIASIOT 3TUI 2-
Oopomnponanoar (3.69 mu, 28.40 mmonab), kapbonat kanust (4.127 r, 29.90 Mmmoib) H
tonun kanusi (236 mr, 1.42 mmons). PM HarpeBatror no 80°C B aTmocdepe a3ora B
teyenne | 4. PM 3arem marot oxnanutbes no KT. JloGasnsror Boay u Et,O u ciowm
pazgensitor. BoxgH. ciioit nBa pasa skcTparupyroT ¢ nmomolinbio Et;O u o0benuHeHHbIE
OpraHMYecKHe CJIOW MPOMBIBAIOT BONOW, cymar Hany 0e3B. MgSQ4, unpTpyroT u
KOHIIEHTPUPYIOT MpPU MOHM)XEHHOM JaBJEHHHU C mojydeHueMm >Tui 2-(3,4-nudrop-2-
bopMun-6-MeTOKCH(EHOKCH )TPOMaHOaTa B BUIE JKEJITOTO TBEPAOro BemecTna (5.66 r,
69%). XKX-MC A: tg = 0.88 mun; [M+H] = 289.13.

K pacrBopy ostun 2-(3,4-audrop-2-popmMun-6-mMmeTokcupeHOKCH)IIpONaHoaTa
(5.66 1, 17.30 mmonp) B MeOH (90 mn) u Boge (23 mu) npu KT nobasnstor 1 M BoaH.

NaOH (19.0 ma, 19.0 mmonb), u PM Harpesator no 50°C B armocdepe asora B
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teueHue 3 4. PM 3arem patot oxmanutbes 1o KT u obpabareiBaror 1 M Bogn. HCI
(19.0 mn). MeOH ypandmT NpU NOHUKEHHOM MAABJIEHUM M OCTABLIYIOCS BOIHYIO
CMeChb JIBa pasa 3KCTparupyroT ¢ nomoupio JXM. OObennHeHHbIE OpraHUYECKUE
CJIOM TPOMBIBAIOT BOJAOH, cymar Hax 0e3B. MgSO4, GUIBTPYIOT U KOHLEHTPUPYIOT
Opy  TNOHMXXEHHOM  JaBjieHuu ¢ nosaydeHueM  2-(3,4-gudrtop-2-popmui-6-
METOKCH(EHOKCH )TPOMaHOBOM KHUCIOTHI B BHAE KEJITOro TBepaoro Bemectsa (6.05 r,
konuuecTBeHHbIi ). JKX-MC A: tg = 0.72 mun;, [M+H]" = 261.12.

Cmechr  2-(3,4-nudrop-2-popmMuin-6-MeTOKCU(PEHOKCH )IPONMAHOBONH  KUCIOTBI
(6.05 1, 17.30 mmonb) B anruapuae ykcycHor kuciotsl (19.80 mu, 209.00 MmMonb) npu
KT o6GpabarsiBator ameratrom Hatpus (4.12 r, 50.20 MMOJB) M 3aT€M HarpeBarT B
cocyne ¢ obpaTHbIM xosnoguinbHUKOM (150°C) B armocdepe a3ora B Teuenune 16 4. PM
natot oxnanutecsa 10 KT, pazbasnsror Toayonom (35 mun) u obpabareiBaror 1 M BoxH.
NaOH (60 wmn). Ilocne mepememuBanus npu KT B Teuenue 1 4, PM pasbaBusitoT
BOJIOW U JBa pasa 3kcTparupyror ¢ nomoibio EtOAc. OObeanHeHHbBIE OpraHUYECKHE
CJIOM TOCJIEOBATENbHO MPOMBIBAIOT BOJOH U COJIEBBIM PAacCTBOPOM, CymIaT Haja Oe3B.
MgSO4, GUIBTPYIOT M KOHLEHTPUPYIOT NHpPU NOHWKEHHOM paBieHun. OuUucTKa C
nomompto ®X (ot remrana no cmecu rentaH/EtOAc = 8/2) maer 4,5-nudrop-7-
MeTOkcH-2-MeTunoen3opypan B Bune Oecusernoro macna (1.482 r, 43%). dKX-MC A:
tr = 0.91 muH; 0€3 HOHU3ALIUH.

A.1.64.4. 2,3-IudpTop-6-ruapoKcH-S-MmeTOKCHOCH3AAbAECTHA

K oxnaxnennomy (-78°C) pactBopy 2,3-nudrop-5,6-1uMeTOKCHOEH3aIbaAeTHIA
(472 r, 21.70 mmonab) B 0Oe3B. JAXM (50 mn) mo xamasM a00aBiSIIOT PacTBOP
tpuxyopuna 6opa (1 M B AIXM, 23.90 mu, 23.90 mmons), 1 PM nepemMeminBarT npu
KT B atmocdepe azora B Teuenue 15 u. PM 3arem oxnaxnaroT 1o 0°C, oOpabaTbeiBaroT
no xarisiMm Bopo# (40 mu), u nonmonHuTenbHO nepemermnBaroT npu KT B Teuenue 1.5
4y, JloGaBnsror Boay u JAXM wu ciou pasnenstoT. BonmHbI ciol aBa  pasa
3KCTparupyroT ¢ nomombio JIXM u oObenuHEHHbIE OPTAaHUYECKHE CJIOU MPOMBIBAIOT
COJIEBBIM pacTBOpOM, cymat Hax 0e3B. MgSO4, QUIBTPYIOT M KOHIEHTPHUPYIOT MpPHU
MMOHUXKEHHOM JNaBJI€HUU c MOJIY4YEHUEM 2,3-nudTop-6-ruApoKCcH-5-
MEeTOKCHOeH3anmpJeruga B  BUIE JKeJITOro TBepnoro  BemectBa (438 1,
kosmdecTBeHHbIN ). JKX-MC A: tg = 0.74 muH; 6€3 HOHU3ALHH.

A.1.64.5. 2,3-IludTop-S,6-numeToKCcuOeH3aANbACTHA

K oxnaxnennomy (-78°C) pacteopy 1,2-nudrop-4,5-numerokcudensona (4.00 r,

23.00 mmonb) B 0e3B. TI'® (80 mu) mobasnsror pactBop Buli (2.5 M B rekcanax,
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10.10 wmn, 2525 wmmonb), u PM pomonHutensHOo mnepememuBarT mnpu -78°C B
atmoc(epe a3ora B Teuenne 1 4. K panee nosyueHHON cMecu 3aTeM A00aBISIIOT 0€3B.
IM®A (2.67 ma, 34.50 mmonp) u nepememuBanue npu -78°C mpomoyKamT B
teueHue 1 4. PM 3arem oOpabartsiBatoT nmo kamisim Hackim. BogH. NH4CIl (50 mn) u
natot Harperbcss 1o KT. 3arem moGasmstor Boay (50 mu) u EtOAc (100 mia) u cinoun
pasgenstor. BogH. cinoli monmonHUTENBHO 3KCTparupyroT ¢ nomouipio EtOAc (100 mu)
U OObEeMHEHHbIE OPraHMYEeCKHEe CJIOU MPOMBIBAIOT BONOMW, cymaT Haa 0e3B. MgSOy,
GUIBTPYIOT M KOHUEHTPUPYIOT NpPU MNOHWKEHHOM JaBJIEHHH C TMOJiydeHueM 2,3-
nudTop-5,6-numMeTokcubeH3anpaernaa B BUAE JKEJITOro TBepaoro BemecTtsa (4.72 1,
konuuecTBeHHbli ). JKX-MC A: tg = 0.77 mun; [M+H]" = 203.08.

A.1.65. 6-Xuaop-N-(2-(4-¢pTop-7-meTokcu-2-meruadenso[b]ruoden-6-
WJ1)3THJ )THPUMHAUH-4-aMUH

VKkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYarT B COOTBETCTBUH C METOAHUKOM,
ONHUCaHHON BBbILIE i) All, UCTIOJb3YS 2-(4-¢prop-7-mMeTOKCHU-2-
metunbenso[b]tnoden-6-un)sran-1-amua. XKX-MC A: tg = 0.98 mun, [M+H] =
352.07.

A.1.65.1. 2-(4-®PTop-7-MeTOKCH-2-MeTUI0eH30[b]THOdEH-6-na)3TaH-1-aMUH

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IOJyYalT B COOTBETCTBUHM C METOAUKOM,
ONKMCAaHHON BBILIIE ISt Al4.1, UCIIONb3Y s 4-¢prop-7-meToKCHU-2-
metun6enso[b]ruopen-6-kapbanpaerun. XKX-MC A: tg = 0.63 mun; [M+H]" = 240.12.

A.1.65.2. 4-Pr1op-7-mMeToKcH-2-MeTHIOeH30[b]THODEH-6-KapOanbaerug

K oxnaxaennomy (0°C) pactBopy 4-pTop-7-meTokcu-2-metundeHso[b]ruodena
(3.75 1, 19.10 mmounp) B 6e3B. AXM (45 mu) no kansam gobasisitot xjaopua onosa(lV)
(4.47 wmn, 38.20 MMOJIB), U CMeCh IOMNOJHHTEIbHO mnepememuBaror npu 0°C B
atmocepe azora B TeueHue 15 muH. 3aTreM H00aBIASIOT AUXJIOPMETHIMETUJIOBBIN
s¢pup (2.12 mu, 22.90 mmounb), u cmech nepemernuBaroT npu KT B armocdepe azora B
teyeHne | 4. 310 popMHUIUpPOBaAHUE MPUBOAUT K 00pa30oBaHUIO LeneBoro 4-¢prop-7-
MeTokcu-2-meTminben3o[b]tuoden-6-kapbanpaeruna u  u3omepHoro  4-drop-7-
MeToKkcu-2-meTmnben3o[b]ruoden-3-kapbanpaernna (cooTHOIIEHUE 1:1).
[Tonyuennyw B pe3ynbraTe PM 3aTremM BBUIMBAIOT Ha cMech jen-soma (200 mn) u
nobapisiror 1 M BogH. HCl (50 wmu). Criou pa3mensitoT ¥ BOAH. CJIOM 1Ba pasa
sKcTparupyT ¢ nomombio JXM. OObennHeHHbIE OpraHUYECKHE CIOW CYIIaT Haj
6e3B. MgSO,, QunbTpyrOT U KOHUEHTPUPYIOT MPU MOHUKEHHOM naByieHuu. QUuCTKA C

nomoupio ®X (ot cmecu rentan/JAXM = 4/1 no cmecu rentan/AXM = 3/7) naert 4-
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¢Top-7-merokcu-2-metmndenso[b]ruopen-6-kapbanpaerun B BuUne OJIEIHO-XKEITOTO
tBepaoro BemectBa. XKX-MC A: tg = 0.91 mums; [M+H]" = 225.11.

A.1.65.3. 4-®Top-7-MeToKCH-2-MeTHIOEH30[b|THODEH

K pactBopy 5-¢prop-2-merokcubenzontuona (4.77 r, 30.20 mmonb) B 0e3B.
auerone (50 mu1) mociemoBartenpbHO no0aBisOT kKapOoHat kamus (5.472 r, 39.20
MMOJb) U 2,3-nuxioprpon-1-en (2.84 mu, 30.20 mmonb). PM HarpeBaroT B cocyne ¢
obpaTHbIM xononunbHuKOM (60°C) B aTMochepe azora B TedueHue 2 4. PM 3aTem garoT
oxnanutbcst 10 KT W KOHUEHTPUPYIOT NpPU NOHWKEHHOM paaBjieHuu. JloOaBisOT
EtOAc (100 mu) m Bomy (100 mia) m ciom paspensitor. BomH. cimodi aBa pasa
skcTparupyoT ¢ nomompo EtOAC u o0begMHEHHbIE OPraHUYECKHUE CJIOH MPOMBIBAIOT
COJIEBBIM pacTBOpOM, cymaT Hax 0e3B. MgSO4, GUIBTPYIOT M KOHLIEHTPHUPYIOT MPH
NOHWKEHHOM JaBJIEHUU c MOJy4YeHUEM (2-xnmopannun)(5-¢prop-2-
MeTokcupenun)cynbpana B Buae Onenno-xenroro macia (8.00 r, KONHMYECTBEHHBIN ).
KX-MC A: tg = 0.93 muH; 6€3 HOHH3AIHU.

PactBOp MOJy4€HHOT0 BBILIE ChIpPOTO (2-xnopannun)(5-prop-2-
metokcupenun)cynppana (8.00 r, 30.20 mmonp) B N,N-mudtunanunusae (90 wu)
HarpeBatoT 10 185°C B atmocdepe a3ora B TeueHue 48 u. [lonyueHHOH B pe3yibraTe
PM 3arem pmaror oxnagutbes no KT, pasbasnstor ¢ momomspto EtOAc (300 mn) u
npomeiBaoT 1 M BogH. HCI (4 x 150 ma). Opranudeckuii cinoit 3aTem cymat Hag 0e3B.
MgSOy4, GuIBTPYIOT M KOHILEHTPUPYIOT NPU MOHM)KEHHOM paaBieHuu. OYuCTKa C
nomoibio ®@X (ot cmecu rentad/EtOAc = 19/1 go cmecu renran/EtOAc = 1/1) naer
4-prop-7-meTokcu-2-metunoenso[b]ruopen B Bume skenroro macia (3.75 r, 63%).
KX-MC A: tg = 0.94 muH; 6€3 HOHH3ALHH.

A.1.66. 6-Xuop-N-(2-(xpomaH-7-UJa)3THJI)IHPUMUIUH-4-aMUH

VYkazaHHOE B 3arojIOBKE COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAHUKOI,
onmucanHoW Bhime s A.l.1., wmcmoap3ys ruapoxjopun 2-(xpomaH-7-uin)3TaH-1-
amunHa. XKX-MC A: tg = 0.87 mun; [M+H]" =290.01.

A.1.66.1. I'mapoxaopug 2-(xpomaH-7-ua)3Tan-1-aMmuHa

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
onucanHod Bbime g A.1.1.1., wucnone3ys mpem-06ytun  (2-(xpoman-7-

un)stun)kapbamat. JKX-MC A: tg = 0.50 mun; [M+H]" = 178.31.
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A.1.66.2. Tpem-0yTna (2-(xpoman-7-ua)aTua)kapéamar

Yka3aHHOE B 3arojIOBK€ COEJUHEHHE MOJYy4alroT B COOTBETCTBUU C METOJAMKOM,
onucanHo# Beime ans A.1.1.2., ucnonwsys 7-6pomxpoman. XKX-MC A: tg = 0.90 musg;
0e3 HoOHU3aLHH.

A.1.67. 6-Xaop-N-(2-(8-meTokcu-3,4-nurnapo-2H-
0en3o[b][1,4]aAnokcenuH-7-HJ)3THJ)MIUPUMUANH-4-aMUH

Yka3aHHOE B 3arojIOBKe CO€JUHEHHE IMOJYy4alT B COOTBETCTBHU C METOIHKOM,
onucanHod  Beime g A.l.1.,, wucnone3dys  2-(8-merokcu-3,4-muruapo-2H-
6enso[b][1,4]anokcenun-7-un)stan-1-amun. KX-MC A: tg = 0.85 mun;, [M+H] =
336.13.

A.1.67.1. 2-(8-Metokcu-3,4-nuruapo-2H-6en3o[b][1,4]auokcennn-7-
Hia)3TaH-1-amMuH

Yka3aHHOE B 3arojIoBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
onucaHHoit  Bbime gus A.1.4.1., wucnone3ys  8-Mertokcu-3,4-gpuruapo-2H-
6enso[b][1,4]anokcenun-7-kapbanpaerun. XKXX-MC A: tg = 0.49 mun, [M+H]™ =
223.97.

A.1.68. 6-Xuaop-N-(2-(2,3-auruapodenso|b][1,4]anoxkcun-6-
WJ1)3THJ)THPUMHAUH-4-aMUH

VYka3aHHOE B 3arojIOBK€ COEJUHEHHE MOJYy4aloT B COOTBETCTBUU C METOAMKOM,
onucanHoW Beime aisi A.l.1., ucnonwszys 2-(2,3-murunpobenso[b][1,4]auokcun-6-
un)stan-1-amun. JKX-MC C: tg = 0.68 mun; [M+H]" = 292.11.

A.1.68.1. 2-(2,3-Auruapobenszo|[b][1,4]auokcun-6-ua)iran-1-amua

Yka3aHHOE B 3arojIOBKe COEJUHEHHE IMOJY4YalT B COOTBETCTBHUU C METOIHKOM,
onucaHHoW Bbime st A.1.4.1., ucnonwsdys 2,3-guruapobenszo[b][1,4]auokcuH-6-
kap6anbaerun. JKX-MC C: tg = 0.35 mun; [M+H]™ = 180.29.

A.1.69. 6-Xuaop-N-(2-(7-meTokcu-2,3-nuruapodenszo|[b][1,4]auoxkcun-6-
WJ1)3THJ )THPUMHANH-4-aMUH

VYka3aHHOE B 3arojIoBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
ONHMCAaHHON BBILIE IS All, UCIIOJb3Ysl 2-(7-metokcu-2,3-
nuruapobenso[b][1,4]anokcun-6-un)stan-1-amun. XKX-MC B: tg = 0.92 mun; [M+H]"
=321.97.
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A.1.69.1. 2-(7-Metokcu-2,3-nuruapodenso[b][1,4]anoxkcun-6-ua)ran-1-
AMHH

VkazaHHO€ B 3arojloOBK€ COEIMHEHHE IMOJy4alT B COOTBETCTBHU C METOAUKOIM,
ONUCAHHOH BBILIIE ISt Al41., HCIIOJb3Y s 7-MeTOKCHU-2,3-
nuruapobenso[b][1,4]nuokcun-6-kapbanpaerun. XKX-MC B: tg = 0.50 mun; [M+H]" =
210.32.

A.1.70.  6-Xaop-N-(2-(7-3Ttokcu-2,3-auruapodenszo[b][1,4]anoxkcun-6-
WJI)3THJ )THPUMHANH-4-aMUH

VYkazaHHOE B 3arojIOBK€ COCIMHEHHE MOJYyYalT B COOTBETCTBUH C METOAUKOIA,
ONMCAaHHON BBILIE IUJIsL All, UCIIONb3Ys 2-(7-3TOKCH-2,3-
nuruapobenso[b][1,4]anokcun-6-un)stan-1-amun. XKX-MC B: tg = 0.97 mun; [M+H]"
=336.10.

A.1.70.1. 2-(7-DT1okcu-2,3-nuruapobenszo[b][1,4]auoxcun-6-ua)iran-1-amun

VkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
ONMHCaHHON BBILIE s Al14.1., HUCHOJIBb3Ys 7-3TOKCHU-2,3-
nurunpodenso[b][1,4]anokcun-6-kapdanbaerun. XKKX-MC B: tg = 0.54 musH, [M+H]+ =
223.94.

A.1.70.2. 7-DTokcu-2,3-auruapodenso[b][1,4]anoxkcun-6-kapéaabaerus

PactBop 7-ruppokcu-2,3-purunpodensol[b][1,4]nuokcun-6-kapoanpaernna (730
mr, 4.05 mmounb) B 6e3B. JIM®PA (20 mia) npu KT obpabarsiBatoT kapOOHATOM 11€3Us
(1.584 r, 4.86 mmonp) u HomastanoM (0.358 mu, 4.46 mmonb), 1 PM nepememuBaroT
npu KT B armocdepe azora B Teuenue 15 u. J[oOaBisiroT BOAYy, U CMeCh TPU pasa
SKCTparupyroT ¢ nomombio Et,O. O0bequHeHHbBIE OpTaHUYECKHE CJIOW 3aTeM JBa pasa
NPOMBIBAIOT BOJOW, cymar Haj 0e3B. MgSOs, QuAbTPYIOT M KOHUEHTPHPYIOT MpPHU
noHWwkeHHoM naaBieHnu. Ounctka ¢ nmomoibio ®PX (renran/EtOAc = 4/1) naer 7-
sTokcHu-2,3-nuruapobenso[b][1,4]nuokcun-6-kapObanbaerun B BUAE KEJITOrO TBEPIOTO
semecTBa (800 mr, 95%). KX-MC B: tg = 0.86 mun; [M+H]" = 209.19.

A.1.70.3. 7-I'mapokcu-2,3-auruapo6enszo|[b][1,4]anokcun-6-kapoéanbaeruna

Cycnensuto xjopuaa amoMuHusg (2.372 r, 17.60 mmons) B 6e3B. AXM (25 mn)
npu KT obpabateiBatoT pactBopoM 7-meTokcu-2,3-nuruapodens3o[b][1,4]nuokcun-6-
kapOanpaeruna (1.000 r, 4.89 mmonb) B 6e3B. IXM (20 mu), u PM nepememuBaioT
npu KT B atmocdepe azota B Teduenue 2 4. 3arem nodasusaoT 1 M Bogu. HCl u cion
pasnmensaroT. BoaHeI CcinoW  ABa  pasza  JKCcTparupyror ¢ nomombpo XM u

o0beIMHEHHbIE OpraHUYecKHe cJOM 3areM cymar Haja 0e3B. MgSO4, dunprpyror u
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KOHLEHTPUPYIOT MNPU MNOHUKEHHOM JaBJICHUU C IOJYy4YE€HHEM 7-TUAPOKCHU-2,3-
auruapodenszo[b][1,4]auokcun-6-kapbanpneruga B BHAE 0O€XKEBOTO  TBEPIOTO
BemecTsa (730 mr, 83%). XKX-MC B: tg = 0.74 mun; [M+H]" = 181.25.

A.1.71.  6-Xaop-N-(2-(7-meTtnan-2,3-nauruapodenso[b][1,4]xinoxcun-6-
HJ)3THJ)THPUMHANH-4-aMHH

Yka3aHHOE B 3arojIOBKe CO€JUHEHHE IMOJY4alT B COOTBETCTBHU C METOIHKOM,
ONUCAaHHON BBILIE IUIst All, UCIIOJBb3Ys 2-(7-metun-2,3-
aurunpodenszo[b][1,4]auokcun-6-un)3tan-1-amun. XKX-MC A: tg = 0.85 wuH;
[M+H]" = 305.95.

A.1.71.1. 2-(7-MeTuna-2,3-guruapodenso|[b][1,4]anoxkcun-6-un)3tan-1-amun

Yka3aHHOE B 3arojIOBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOIMKOI,
ONMHCaHHON BBIIIE s Al4.1, HUCHOJIb3Ys 7-metun-2,3-
nuruapobenso[b][1,4]anokcun-6-kapbansaerng. KX-MC A: tg = 0.50 mun; [M+H]"
=194.22.

A.1.72.  6-Xaop-N-(2-(7-(meTuntuo)-2,3-auruapobenso|[b][1,4]anoxkcun-6-
WJ1)3THJ )THPUMHANH-4-aMUH

VYka3aHHOE B 3arojIOBK€ CO€JUHEHHE MOJYy4daloT B COOTBETCTBHUU C METOJMKOM,
ONHUCAaHHON BbILIE s All, UCTIONB3Ys 2-(7-(metunruo)-2,3-
aurunpodenso[b][1,4]auokcun-6-un)3tan-1-amua. XKX-MC A: tg = 0.88 wmun;
[M+H]" =337.97.

A.1.72.1. 2-(7-(Metuaruo)-2,3-nuruapodenso|[b][1,4]anokcun-6-na)dran-1-
AMHH

Yka3aHHOE B 3arojIOBKe COEJUHEHHE IMOJY4YalT B COOTBETCTBHUU C METOIHKOM,
OTNHCaHHON BBILIE s Al41, UCTIOJb3YS 7-(meTunTHO)-2,3-
aurunpodenszo[b][1,4]auokcun-6-kapoanpaerun. XX-MC A: tg = 0.52 muH; [M+H]+
=226.01.

A.1.73.  6-Xuaop-N-(2-(8-xq0p-2,3-guruapodenso|b][1,4]|anoxkcun-6-
WJ1)3THJ)THPUMHANH-4-aMUH

Yka3aHHOE B 3arojIOBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
ONHUCAaHHON BBILIE IUIsL All, UCIIONb3Ysl 2-(8-xyop-2,3-
nuruapobenso[b][1,4]anokcun-6-un)stan-1-amun. XKX-MC B: tg = 0.97 mun; [M+H]"
=326.04.
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A.1.73.1. 2-(8-Xunop-2,3-nuruapodenso[b][1,4]anokcun-6-na)atan-1-amun

VkazaHHOE B 3arojIOBK€ COEIMHEHHE IOJYyYalT B COOTBETCTBUHM C METOAUKOM,
ONHUCAaHHOMN BBILIE ISt Al41, UCIIONb3Y sl 8-xn10p-2,3-
nuruapobenso[b][1,4]nuokcun-6-kapbanpaerun. XKX-MC B: tg = 0.51 mun; [M+H]" =
214.13.

A.1.74.  6-Xaop-N-(2-(8-meTtun-2,3-qnurnapodenso|b][1,4]anoxcun-6-
WJI)3THJ )THPUMHAUH-4-aMUH

VYkazaHHOE B 3arojIOBKE COEIMHEHHE MOJYyYalT B COOTBETCTBUHM C METOAHUKOIM,
ONHUCAaHHON BBILIIE IUIsL Al1l, UCIIOJb3Ysl 2-(8-metmn-2,3-
nuruapobenso[b][1,4]anokcun-6-un)stan-1-amun. XKX-MC B: tg = 0.94 mun; [M+H]"
=306.00.

A.1.74.1. 2-(8-MeTua-2,3-guruapodenso|[b][1,4]anokcun-6-un)tan-1-amun

VYKkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
ONMHCaHHON BBIIIE s Al4.1, HUCHOJIb3Ys 8-meTun-2,3-
nurunpodenso[b][1,4]anokcun-6-kapdanpaerun. XKKX-MC B: tg = 0.50 mus,; [M+H]+ =
194.27.

A.1.74.2. 8-Metua-2,3-auruapodenso[b][1,4]anoxcun-6-kapéaabaerus

Cmecy 8-0pom-2,3-nurunpobenso[b][1,4]nunokcun-6-kapbanpaeruna (2.00 T,
7.82 mmonb) u Cs,CO3 (7.718 1, 23.50 mmoub) B MDA (18 mi1) nerazupyroT a3oToM.
3arem npobGasnstor Pd(PPhs)s (903 wmr, 0.78 mmonb) u 2,4,6-tpumetun-1,3,5,2,4,6-
tpuokcarpubopunan (1.021 r, 8.13 MMOJB), U CMeCh CHOBa AerasupyroT a3zotoMm. PM
3aTteM HarpeBarT 10 90°C B armocdepe azora B TeueHue HOYU. PM nar0T OXJaauThCs
no KT, u pazbasnsaroTr ¢ nomompbio Et,O u Boael. Ciion pa3nensitoT U BOOHBIN CJIOH JBa
pasza skctparupyrT ¢ nomombio Et,O. OO0benuHeHHBIE OpraHUYECKHUE CJIOH 3aTeM
MPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO4, ¢unpTpyroT u
KOHIIEHTPUPYIOT NPHU MOHMWKEHHOM aaByieHuu. Ouunctka ¢ momouipo @X (OT renrtaHa
no cmecu rentan/EtOAc = 7/3) nmaer 8-merui-2,3-nuruapoben3o[b][1,4]nuokcun-6-
kapOanpaerun B Buae O6ecusetHoro macia (1.120 r, 80%). XKX-MC B: tg = 0.81 muH;
[M+H]" = 179.25.

A.1.75. 6-Xuaop-N-(2-(8-¢pTop-2,3-nuruapodenszo|b][1,4]auoxcun-6-
WJ1)3THJ)THPUMHANH-4-aMUH

VYka3zaHHOE B 3arojIOBK€ COEIMHEHHE IOJYyYalT B COOTBETCTBUHM C METOAUKOM,

onucanHoi  Beime g A.l.1., wucmone3ys  rumpoxmopun  2-(8-¢prTop-2,3-
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aurunpodenso[b][1,4]auokcun-6-mn)3tan-1-amuna. XKX-MC B: tg = 091 wun;
[M+H]" =310.10.

A.1.75.1. T'mapoxyopun 2-(8-¢pTop-2,3-nuruapodenso|[b][1,4]auoxcun-6-
Ha)3TaH-1-amMuHa

VYkazaHHO€ B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucanHod Bbime g A.1.1.1., wucnoaesys mpem-0ytun (2-(8-prTop-2,3-
aurunpodenszo[b][1,4]auokcun-6-un)atun)kapdbamar. KX-MC B: tg = 0.49 wmuH;
[M+H]" = 198.13.

A.1.75.2. Tpem-6yTua (2-(8-¢pTop-2,3-nuruapodenszo|[b][1,4]nuoxcun-6-
WI)3THJ)Kap6amaT

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOIM,
ONHCaHHON BBILIE s Al.12, HCTIONB3YS 7-6pom-5-dTop-2,3-
nurunpodenszo[b][1,4]auokcun. XKKX-MC B: tg = 0.97 mun; 6e3 HOHU3ALHH.

A.1.75.3. 7-Bpom-5-¢Top-2,3-nuruapodenso|[b][1,4]auoxkcun

K pactBopy 5-Opom-3-¢propOenson-1,2-nuona (500 mr, 2.29 mmonp) B 06e3B.
JIM®A (7 mn) npu KT nobasasror xapOonart xanust (634 mr, 4.59 mmons) u 1,2-
nubpomsTan (0.242 mu, 2.75 mmonb), u PM Harpesatotr no 100°C B teyenue 2 4. PM
3ateM garoT oxmnanutbes g0 KT, nobasnsitor Bony u Et,O u ciou pasnensror. Bonubrii
CJIOH Ba pasa 3KcTparupyroT ¢ nomouipio EtO u oObeauHeHHbIe OpraHuYecKe CIOH
NPOMBIBAIOT BOAOH, cymar Hax 6e3B. MgSOs, QUIBTPYIOT M KOHLUEHTPUPYIOT HpPH
NOHUKEHHOM JaBJIEHUU c MoJy4eHUEM 7-6pom-5-dpTop-2,3-
auruapodenszo[b][1,4]auokcuHa B Bumge OecuBeTHOro TBepaoro BemecTBa (323 wr,
61%). KX-MC B: tg = 0.96 muH; 63 HOHU3ALHH.

A.1.76.  7-(2-((6-XnopnupUMHAUH-4-HJI)AMHHO)ITHI)-2,3-
auruapodenso[b][1,4]|anokcuH-6-kapOoOHUTPHUI

Tpem-6yTun (6-xnopnupumunua-4-un)(2-(7-uunano-2,3-

aurunpodenszo[b][1,4]auokcun-6-mn)3tun)kapdbamar (900  wmr 2.16  mMoub)

obpadateiBatoTr 4 M HCI B nmokcane (10 miu, 40.00 mmonr), u PM mnepememmnBaroT
npu KT B TeueHue 5 4. PM 3areM KOHLUEHTPUPYIOT NPU NOHUKEHHOM AABICHUU U
ocrtaTtok pacnpenensitor mexay XM wu nHaceim. BoaH. NaHCO;. Bonnbiéi cioit
3KCTparupyoT ¢ nomombio JIXM u o0bennHEHHbIE OpPraHUYECKHEe CJIOHW CyLIaT Hax

6e3B. MgSOy, QUIBTPYIOT U KOHLUEHTPUPYIOT MPH MOHMKEHHOM AaBieHun. OUHnCTKA C

nomompro PX (or remrana g0 EtOAc) maer 7-(2-((6-xnmopnupumuguH-4-
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WJ1)aMUHO)3Tu )-2,3-guruapoden3o[b][1,4]auokcuH-6-kapOOHUTPHUI B BHAE KEJITOTO
TBepaoro semecTsa (630 mr, 92%). JKX-MC B: tg = 0.88 mun; [M+H]" = 317.08.

A.1.76.1. Tpem-0yTua (6-xaopnupumuaun-4-ua)(2-(7-unano-2,3-
auruapodenso|[b][1,4]auokcun-6-ua)3Tua)kapéamar

OxnaxaeHHbINA (15°C) pacTBop mpem-0yTHI (2-(7-umano-2,3-
auruapobdenso[b][1,4]auokcun-6-mn)stun)kapdbamara (690 mr, 2.27 mmonb) B Oe3B.
auokcaHe (22 mu) obOpabaTeiBaroT mopuusMmu runpuna Hatpus (60% npucnepcus B
MUHEpaJTbHOM Macye, 363 wmr, 9.07 mMmosb), U cMmech nepememuBaroT npu KT B
atMocdepe asora B TeueHue 15 muH. K monydeHHOH B pe3ysibTaTe OXJAXKICHHOH
(15°C) cmecu 3arem nobGasisitoT 4,6-muxnopnupumMuauH (844 wmr, 5.67 Mmonb) H
HarpeBaHue npu 90°C mponosokaroT B TeueHue 6 4. JlobasnsaroT Boay u EtOAc u cion
paszpensitor. OpraHuYecKuil CI0H MPOMBIBAIOT COJIEBBIM PAaCTBOPOM, CylIaT Hajx Oe3B.
MgSO,, GUIBTPYIOT M KOHLUEHTPUPYIOT NHpPU NMOHWKEHHOM paBieHun. OuUHuCcTKa C
nomompto ®X (ot renrana no cmecu rentan/EtOAc = 1/1) naer mpem-O0yTtun (6-
xjopnupuMuanH-4-un)(2-(7-unano-2,3-nurugpodenso[b][ 1,4 nnokcun-6-
wi1)3Tui)kapbaMar B Buae xkenroro teepaoro semectsa (900 mr, 95%). XKX-MC B: tr
=1.15 mun, [M+H]" = 417.04.

A.1.76.2. Tpem-6yTua (2-(7-unano-2,3-nuruapodenso|[b][1,4]auoxcun-6-
HJI)ITUHJ)KapOamaT

VYkazaHHOE B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
ONUCAaHHOHN BBILIE IS Al12, UCIIOJIb3Y S 7-6pom-2,3-
nurunpobenso[b][1,4] nnoxcun-6-kapoonurpun. XX-MC B: tg = 0.92 mun; [M+H]" =
305.11.

A.1.76.3. 7-Bpom-2,3-nuruapo6en3o|[b][1,4]anoxkcun-6-KapOOHUTPHUI

TmarenpHO NePEeMEIIUBAEMY IO CYCIIEH3UIO0 7-6pom-2,3-
aurunpodenszo[b][1,4]auokcun-6-kapdbansaeruga (1.00 r, 4.11 mmonp) u asuna
Hatpus (401 wmr, 6.17 mmonb) B Oe3B. MeCN (10 mun) mpu KT obGpabarsiBaror
pactBopoM TpudTopmeTancyibhoHoBoi kucaorsel (1.11 mm, 12.30 mmonb) B Oe3B.
MeCN (5 mu). PM pononnutensHo nepememuBatoT npu KT B atmocdepe azora B
teyenne 0.5 4. 3arem pmobapisitoT Boay U cmech punbpTpyroT. CobOpaHHOE TBEpIoe
BEIECTBO MPOMBIBAIOT BOAOH U 3ateM pacTBopsoT B EtOAc. Opranuudeckuil cioi
cymart Hag 6e3B. MgSO4, GUIBTPYIOT U KOHIEHTPUPYIOT IPH NOHUKEHHOM JaBICHUHU

¢ moxydeHueMm 7-Opom-2,3-muruapodben3o[b][l,4]auokcun-6-kapboHuTpuIa B BHUIE
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OnegHo-xkenToro TBepnoro Bemectsa (920 mr, 93%). dKX-MC B: tg = 0.89 muH; 0e3
MOHU3ALUHU.

A.1.77.  6-Xaop-N-(2-(xpoMaH-6-HJ1)3THA)IHPHMHAUH-4-aMUH

VYka3aHHOE B 3arojOBK€ COEJUHEHHE MOJYy4aloT B COOTBETCTBUU C METOAMKOM,
onucaHHOH Beime 11 A.l.1., ucnmone3ys ruapoxsopun 2-(XpomaH-0-mi)3TaH-1-
amuHa. XKX-MC B: tg = 0.94 mun; [M+H]™ = 289.90.

A.1.77.1. T'uapoxaopug 2-(xpomaH-6-un)3Tan-1-amuHa

Yka3aHHOE B 3arojIOBKe CO€JUHEHHE MOJY4alT B COOTBETCTBHUU C METOJIHKOM,
onucanHod  Bbime gaa A.1.1.1., wucnone3dys mpem-0ytun  (2-(xpoman-6-
un)stun)kapbamar. JKX-MC B: tg = 0.49 mun; [M+H]" = 178.26.

A.1.77.2. Tpem-0yTna (2-(xpomaH-6-ua)atua)kapéamar

Yka3aHHOE B 3arojIoBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKO,
onucanHo# Bhime 11 A.1.1.2., ucnone3ys 6-6pomxpoman. XKX-MC B: tg = 0.98 muH;
[M+H]" =278.16.

A.1.78. 6-Xuaop-N-(2-(3-meTokcu-5,6,7,8-terparuaponadgrajiun-2-
WJ1)3THJ )THPUMHANH-4-aMUH

Yka3aHHOE B 3arojIOBK€ CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,

onucanHoO# Bbime 1 A.1.1., ucnonesys 2-(3-merokcu-5,6,7,8-rerparugponadranus-

2-un)sras-1-amun. XKX-MC A: tg = 0.98 mun; [M+H]" = 318.06.

A.1.78.1. 2-(3-Metokcu-5,6,7,8-terparuaponadpraina-2-uia)3Tan-1-aMmun

VYka3aHHOE B 3arojIOBKE€ COEJUHEHHE MOJY4YarOT B COOTBETCTBUU C METOAMKO,
onucaHHoU Bbime s A.1.4.1., ucnonb3yst 3-meTokcu-5,6,7,8-TrerparunpoHadraiuH-
2-xap6anpaernn. JKX-MC A: tg = 0.63 mun; [M+H]" = 206.18.

A.1.79.  6-Xuaop-N-(2-(7-meTokcu-1,2,3,4-TeTparuipoxXuHoJIuH-6-
WJ1)3THJ )THPUMHANH-4-aMUH

VYka3aHHOe B 3arojIoBKe CO€JUHEHHE MOJYy4daloT B COOTBETCTBUU C METOJMKOM,
onucanHoW Beime g A.1.1., wucnmone3ys ruapoxjopun 2-(7-merokcu-1,2,3,4-
TeTParHAPOXUHONUH-6-nn)3Tan-1-amuna. KX-MC B: tg = 0.61 mun; [M+H]" =
319.09.

A.1.79.1. I'mapoxaopug 2-(7-meTokcu-1,2,3,4-TeTparuApoOXuHOJINH-6-
Hia)3TaH-1-amuHa

VYka3aHHOE B 3arojIOBK€ CO€JUHEHHE MOJYy4daloT B COOTBETCTBUU C METOJMKOM,

onucanHoi Bbime 1A A.1.1.1., ucnonwe3ys mpem-Oytun (2-(7-meroxcu-1,2,3,4-
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TeTParuAPOXMHONNH-6-mn)3Tin)kapbamar. XKX-MC B: tg = 0.32 mum; [M+H] =
207.42.

A.1.79.2. Tpem-0yTua (2-(7-metokcu-1,2,3,4-TeTparuaApoXuHOJHH-6-
HJI)ITUHJI)KapOamaT

VYkazaHHO€ B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
OMHUCAHHON BbIIIIE JUTS Al12, HCIIONBb3Y s 6-6pom-7-metokcu-1,2,3,4-
terparuapoxusonus. XKX-MC B: tg = 0.64 mun; [M+H]" = 307.15.

A.1.80. N-(2-(ben3o|d][1,3]an0oKcoa-5-UJ1)3THII)-6-XJTOPIHUPUMHTHH-4-
aMHH

VYka3zaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOI,
onucanHol Bbime aist A.1.1., ucnonssys 2-(6enso[d][1,3]auokcon-5-un)stan-1-amuH.
XKX-MC B: tg = 0.90 mun; [M+H]" = 278.19.

A.1.80.1. 2-(ben3o|d][1,3]auokcoa-5-una)Tan-1-amun

VkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
onucanHol Bbime musi A.1.4.1., ucnone3ys O6enszo[d][1,3]nnokcon-5-kapSanpaerun.
XKX-MC B: tg = 0.43 mun; [M+H]" = 166.13.

A.1.81. 6-Xuaop-N-(2-(6-meTokcudenso|[d][1,3]anokco-5-
WJ1)3THJ)THPUMHAUH-4-aMUH

VYkazaHHO€ B 3arojIOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucanHoW Bbime s A.l1.1., wucnonwssys 2-(6-metokcubenszo[d][1,3]auokcon-5-
un)stan-1-amun. JKX-MC B: tg = 0.93 mun; [M+H]" = 308.15.

A.1.81.1. 2-(6-Metokcuden3so[d][1,3]auokcon-S-ua)rrtan-1-amun

VYkazaHHOE B 3arojiOBKe COEIMHEHHE MOJYy4aloT B COOTBETCTBUH C METOAUKOIA,
onucaHHoW Bbime s A.1.4.1., wucnonws3ys 6-merokcudenszo[d][1,3]auokcon-5-
kap6anbaerun. JKX-MC B: tg = 0.49 mun; [M+H]™ = 196.29.

A.1.82. 6-Xuaop-N-(2-(6-(audTopmeTorcu)denso[d][1,3]auokcon-5-
WJ1)3THJ )THPUMHANH-4-aMUH

VYka3zaHHOE B 3arojIOBKE COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
ONHMCAaHHON BBILIE ISt All, UCIIONb3Ysl 2-(6-
(mudropmerokcu)denszo[d][1,3]auokcon-5-un)sran-1-amun. KX-MC A: tg = 0.87
muH; [M+H]" = 343.95.
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A.1.82.1. 2-(6-(AudTopmeroxkcu)denso[d][1,3]anokcoa-S-un)atan-1-amun

VYkazaHHO€ B 3arojIOBK€ COEIMHEHHE IMOJy4YalT B COOTBETCTBHU C METOAUKOM,
onucaHHo# Bbime mist A.1.4.1., ucnons3ys 6-(nudpropmerokcu)denszo[d][1,3]amnokcon-
S-xkap6anpmerun. XKX-MC A: tg = 0.52 mun; [M+H]™ = 232.04.

A.1.83. 6-(2-((6-XnnopnupuMHIAUH-4-
uia)amuHo)dTua)oenzo[d][1,3]auokcon-S-kapooHuTPpUI

YkazaHHOE B 3arojiOBKe COEIMHEHHE MOJYy4alT B COOTBETCTBUHM C METOAHUKOIA,
onucanHO# Bbime st A.1.76., ucnonbsyst mpem-0yTun (6-xmopnupuMuaun-4-mn)(2-
(6-umanobenso[d][1,3 | nuokcon-5-un)atun)kapdbamar. KX-MC A: tg = 0.79 wmuH;
[M+H]" =303.02.

A.1.83.1. Tpem-0yTuna (6-x1opnupumMuaAuH-4-u)(2-(6-
uuano6en3o[d][1,3]anokcoa-S-un)rTua)kapbamar

VYKkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
ONHUCaHHON BbILIE s A.1.76.1., UCTIONB3YS mpem-0yTun (2-(6-
nnanobenso[d][1,3]nuokcon-5-un)stun)kapdamar. JKX-MC A: tg = 1.01 mun; [M+H]"
=403.02.

A.1.83.2. Tpem-6yTua (2-(6-unanodenso[d][1,3]anoxcona-5-
HJI)ITUHJI)KapOamaT

VYkazaHHO€ B 3arojIOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucanHoW Bbime g A.1.2.2., wucnonb3ys 6-6pombGenso[d][1,3]auokcon-5-
kap6onutpun. JKX-MC A: tg = 0.84 mun; [M+H]" =291.08.

A.1.84. 6-Xuop-N-(2-(2,3-auruapoodenso[b]ruoden-5-
WJI)3THJ )THPUMHANH-4-aMUH

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE MOJYyYalT B COOTBETCTBUH C METOAHUKOIA,
ONMCAaHHON BBILIIE IUIsL All, UCIIONBb3Ys TUAPOXJIOPUL 2-(2,3-
nuruapobenso[b]ruoden-5-un)sran-1-amuna. XKX-MC B: tg = 0.98 mun; [M+H] =
291.98.

A.1.84.1. T'mapoxuopuna 2-(2,3-auruapodenso|b]tuoden-S-ua)sran-1-amuna

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYarT B COOTBETCTBUH C METOAUKOIM,
ONHCaHHON BBILIE s Al.1.1, UCTOJb3YS mpem-0yTun (2-(2,3-
nuruapobenso[b]ruoden-5-un)stun)kapbamar. KX-MC B: tg = 0.54 mun; [M+H]" =
180.12.
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A.1.84.2. Tpem-0yTua (2-(2,3-auruapodenso[b]Tuoden-5-
WJI)3TUHJ)KapOamaT

Yka3aHHOE B 3arojIOBKE€ COEJUHEHHE MOJYy4aloT B COOTBETCTBUU C METOAMKOM,
onucanHoW Bbime ais A.1.1.2., ucnonwssys 5-Opom-2,3-muruapodenso[b]ruoden.
XKX-MC B: tg = 1.01 mun; [M+H]" = 280.14.

A.1.85. 6-Xuaop-N-(2-(2,3-auruapo-1H-uHgeH-5-uia)3Tua)nupuMuanH-4-
AMHH

Yka3aHHOE B 3arojIOBKe CO€JUHEHHE MOJY4alT B COOTBETCTBHUU C METOJIHKOM,
onucanHoO# Bbime s A.1.1., ucnonb3ys rugpoxyopun 2-(2,3-nuruapo-1H-unnen-5-
un)stan-1-amuna. XKX-MC B: tg = 1.04 mun; [M+H]" = 274.03.

A.1.85.1. I'mapoxaopun 2-(2,3-auruapo-1H-unaen-S-una)stan-1-amuna

Yka3aHHOE B 3arojIoBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKO,
onmucanHO# Bbime i A.1.1.1., ucnons3yss mpem-0ytun (2-(2,3-nuruapo-1H-unnen-
S5-un)stun)kapbamar. XKX-MC B: tg = 0.45 muH; 6€3 HOHU3ALUU.

A.1.85.2. Tpem-oytna (2-(2,3-auruapo-1H-unaen-S-ua)dtua)kapdbamar

Yka3aHHOE B 3arojIOBK€ CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
onucanHo# Bbime i A.1.1.2., ucnonssys 5-6pom-2,3-nuruapo-1H-unnen. XKX-MC
B: tg = 1.09 mun; [M+H]" = 262.13.

A.1.86. 6-Xuaop-N-(2-(2,3-auruapodenzodypan-6-ua)3THa)IHPHMHANH-4-
AMMH

VYka3aHHOE B 3arojIOBKE€ COEJUHEHHE MOJY4YarOT B COOTBETCTBUU C METOAMKO,
onucanHo# Beime st A.1.1., ucnonwsysi ruapoxaopun 2-(2,3-gurunpodbensodpypan-6-
uin)stan-1-amuna. XKX-MC B: tg = 0.92 mun; [M+H]" = 276.28.

A.1.86.1. T'mapoxaopug 2-(2,3-aurnapodenzodpypan-6-ua)stan-1-amuna

Yka3aHHOE B 3arojIOBKe CO€JUHEHHE MOJYydalT B COOTBETCTBHUU C METOJIHKOM,
onucanHo# Beime s A.1.1.1., ucnons3ys mpem-0ytun (2-(2,3-purugpodenzodpypan-
6-un)stun)kapbamar. JKX-MC B: tg = 0.45 mun; [M+H]™ = 164.07.

A.1.86.2. Tpem-oytna (2-(2,3-aurnapodenzodpypan-6-ua)atuia)kapéamart

Yka3aHHOE B 3arojIOBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
onucanHo# Bhime 1us A.1.1.2., ucnons3ys 6-6pom-2,3-gurnnpodenzodpypan. KX-MC

B: tg = 0.99 mun; [M+H]" = 264.10.
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A.1.87. 6-Xuaop-N-(2-(2,3-auruapodenzodypan-5S-ua)3THa)IHPpHMHANH-4-
AMHH

VYkazaHHO€ B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucaHHoH Beime s A.1.1., ucnons3ys ruapoxmnopun 2-(2,3-guruapodenzodypan-5-
un)stan-1-amuna. XKX-MC B: tg = 0.89 mun; [M+H]" = 276.06.

A.1.87.1. T'mapoxuaopun 2-(2,3-auruapodenzodypan-S-uia)dtan-1-amuna

YkazaHHOE B 3arojIOBKE COEIMHEHHE MOJYy4aloT B COOTBETCTBUHM C METOAHUKOIA,
onucanHo# Beime s A.1.1.1., ucnons3ys mpem-0ytun (2-(2,3-purugpodbenzodpypan-
S-nn)stun)kapbamar. JKX-MC B: tg = 0.46 mun; [M+H]™ = 164.08.

A.1.87.2. Tpem-oytna (2-(2,3-aurnapobenzopypan-S-ua)atuia)kapéamar

VYka3zaHHOE B 3arojIOBK€ COEIMHEHHE MOJyYalT B COOTBETCTBHU C METOAUKOI,
onucanHo# Bhime 1 A.1.1.2., ucnons3ys 5-6pom-2,3-gurnnpodenzodpypan. KX-MC
B: tg = 0.95 muH; 0€3 HOHH3ALHU.

A.1.88. 6-Xuaop-N-(2-(1,3-auruapousobenzodpypan-5S-
HJ1)3THJ )THPUMHANH-4-aMUH

Vka3zaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBHU C METOAHUKOM,
ONHUCAaHHOMN BBILIE IUIst All, HCIIONBb3Y s TUAPOXJIOPUL 2-(1,3-
nuruaponsobensodypan-5-un)srtan-1-amuna. XKX-MC B: tg = 0.85 mun; [M+H] =
276.01.

A.1.88.1. I'mapoxaopuna 2-(1,3-auruapousodeH3oPpypan-S-ua)dITtan-1-amuna

VYkazaHHO€ B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOIM,
ONUCAHHOHN BBIIIIE hif) ¢ Al1l1, HUCIOJIb3YS mpem-0yTun (2-(1,3-
nuruaponsobensodypan-5-un)srun)kapdbamar. XKX-MC B: tg = 0.41 mun; [M+H]" =
164.08.

A.1.88.2. Tpem-oytna (2-(1,3-auruapousodensopypan-S-ua)dTuia)kapdbamar

VYkazaHHOE B 3arojIOBKE€ COEIMHEHHE IMOJYYalT B COOTBETCTBUH C METOAUKOI,
onucanHo# Bbite st A.1.1.2., ucnone3ys S5-6pom-1,3-guruapousobenzodypan. KX-
MC B: tg = 0.89 MuH; 63 HOHU3AIHH.

A.1.89. 6-Xuaop-N-(2-(6-xso0p-2,2-gudrTopdenso[d][1,3]auokcon-5-
WJ1)3THJ)THPUMHANH-4-aMUH

Vka3zaHHOE B 3arojIOBKE€ COCIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
onucanHoi  Beime gua A.l.1.,, wucmomedys rugpoxsopun  2-(6-xmop-2,2-
nudropOenso[d][1,3|nnokcon-5-un)sran-1-amuna. XKX-MC A: tg = 095 wun;
[M+H]" = 347.99.
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A.1.89.1. T'mapoxyopun 2-(6-xJg0p-2,2-qupropdenso[d][1,3]auoxcon-S-
Ha)3TaH-1-amMuHAa

Yka3aHHOE B 3arojIOBKE€ COEJUHEHHE MOJYy4aloT B COOTBETCTBUU C METOAMKOM,
onucaHHoi Bbime gua A.1.1.1., wucnonssys mpem-O0ytun (2-(6-xmop-2,2-
nupropbenso[d][1,3]nuokcon-5-un)stun)kapdbamar. XKX-MC A: tg = 0.59 wmun;
[M+H]" = 236.00.

A.1.89.2. Tpem-6yTua (2-(6-x0p-2,2-nudropbenszo|[d][1,3]anokcon-5-
WI)3THJI)Kap6amaT

Yka3aHHOE B 3arojIOBKe CO€JUHEHHE MOJYy4YaloT B COOTBETCTBHUU C METOJHKOM,
ONMCAaHHON BBILIIE IUIsL Al112, UCIIONB3YsI 5-6pom-6-xm0p-2,2-
nudropOenso[d][1,3]nuokcon. dKX-MC A: tg = 0.98 muH; 6€3 HOHH3ALIHH.

A.1.90. 6-Xuaop-N-(2-(6-xyo0p-3,4-auruapo-2H-6en3o[b][1,4]okca3zun-7-
WJ1)3THJ )THPUMHANH-4-aMUH

VYka3aHHOE B 3arojIOBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
onmucanHOW Bbime i A.l.1., mcmone3ys runpoxiopun 2-(6-xmop-3,4-nuruapo-2H-
6enso[b][1,4]okcasun-7-un)stan-1-amuna. XKX-MC A: tg = 0.82 mun; [M+H]™ =
324.97.

A.1.90.1. T'mapoxuopua 2-(6-xmop-3,4-nuruapo-2H-6en3o[b][1,4]oxkcazun-7-
Ha)3TaH-1-amMuHa

VYka3aHHOE B 3arojIOBKE€ COEJUHEHHE MOJY4YaloT B COOTBETCTBUU C METOAMKOM,
onucaHHoH Bbime 1 A.1.1.1., ucnoneszys mpem-6ytun (2-(6-xnop-3,4-guruapo-2H-
6enso[b][1,4]okcasun-7-un)stun)kapbamar. KX-MC A: tg = 0.45 mun, [M+H]" =
213.12.

A.1.90.2. Tpem-oyrna (2-(6-xqop-3,4-nuruapo-2H-6en3o[b][1,4]oxcazun-7-
WI)3THJ)Kap6amaT

Yka3aHHOE B 3arojIOBKe CO€JUHEHHE MOJYy4alrT B COOTBETCTBUU C METOJMKOIM,
onucanHod Bbime g A.1.1.2., wucnmonb3ys 7-Opom-6-xmop-3,4-nuruapo-2H-
6enso[b][1,4]okcasun. XKX-MC A: tg = 0.85 mun; [M+H]" = 313.05.

A.1.91. 6-Xuaop-N-(2-(7-¢pTop-4-meTni-3,4-gurnapo-2H-
0en3o[b][1,4]okca3nH-6-UJ1)3THI)MTHPUMHIAUH-4-aMUH

Yka3aHHOE B 3arojIOBK€ CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJIMKOM,
onucanHoi Bbime 1 A.l.1., ucnonezys ruapoxsopun 2-(7-prop-4-merun-3,4-
nurunpo-2H-6enso[b][1,4]okcasun-6-un)sran-1-amuna. XKX-MC A: tg = 0.85 wmus;
[M+H]" = 323.04.
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A.1.91.1. I'mapoxaopug 2-(7-¢pTop-4-meTna-3,4-auruapo-2H-
o0en3o[b][1,4]okca3un-6-ua)3Tan-1-amuna

VYkazaHHO€ B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucanHoi Beime nus A.1.1.1., ucnonszys mpem-6yrun (2-(7-¢rop-4-merun-3,4-
nuruapo-2H-6en3o[b][1,4]okcazun-6-un)stun)kapdbamar. XKX-MC A: tg = 0.49 muH;
[M+H]" = 211.15.

A.1.91.2. mpem-ByTun (2-(7-¢pTop-4-meTua-3,4-nuruapo-2H-
0en3o[b][1,4]okca3zun-6-ua)3THIa)KapOoamMaT

VYkazaHHOE B 3arojIOBKE COEIMHEHHE MOJYyYalT B COOTBETCTBUH C METOAHUKOIA,
onucanHo# Bbie st A.1.1.2., ucnons3ys 6-6pom-7-prop-4-metun-3,4-nuruapo-2H-
6enso[b][1,4]okcasun. XKX-MC A: tg = 0.89 mun;, [M+H] " =311.16.

A.1.91.3. 6-Bpom-7-¢prop-4-meTni-3,4-nuruapo-2H-6enszo[b][1,4]okcazun

K oxnaxngennoit (0°C) cycnensum ruapupa Hatpus (60% nucmepcuss B
MuHepaibHOM Macie, 194 mr, 4.84 mmonb) B 06e3B. [IM®PA (15 ma) mobapisioT
pactBop 6-Opom-7-¢pTop-3,4-nurunpo-2H-6en3o[b][1,4]okcazuna (1.00 r, 3.72
MMoJb) B 0e3B. JIM®PA (10 mu). Cmech nepememusatoT npu 0°C B Tedenue 15 MuH,
3aTeM nobasisitor HogmetaH (0.937 mn, 14.90 mmons). PM nepememmusarot npu 0°C B
teyenne 15 muH, u 3arem npu KT B Teuenue Houu. JloGasmsror Bony u Et,O u cioun
pazgenstoT. BogHbli cyioil 1Ba pa3a 3KCTparupyoT ¢ nomouibio Et;O u o0bennHeHHbIE
OpraHMYeCKHe CJIOM NHPOMBIBAIOT BOAOH, cymart Hax 0e3B. MgSO4, ¢unbrpyror u
KOHLIEHTPUPYIOT TpU MNOHMXKEHHOM pasieHun. Ouncrka ¢ nomombio DX
(renran/JAXM = 1/1) naer 6-0pom-7-prop-4-metun-3,4-nuruapo-2H-
O0enszo[b][1,4]okcazun B Buae xkenroro macna (311 mr, 34%). KX-MC A: tg = 0.89
MHH; 0€3 HOHU3AI[HUH.

A.1.92. 6-(2-((6-XnopnupPUMHANUH-4-HJI)AMHHO)ITHJI)-7-MeTOKCH-1-MeTHI-
3,4-auruapoxuHoauH-2(1H)-on

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
onucanHO# Bbime Ais A.1.1., ucrnonp3ys rugpoxyopun 6-(2-aMUHO3THI)-7-METOKCH-
1-metun-3,4-nquruapoxunons-2(1H)-ona. XKX-MC A: tg = 0.81 wmun; [M+H] =
346.94.

A.1.92.1. I'mapoxaopug 6-(2-aMuH0ITHI)-7-MeTOKCH-1-MeTHI-3,4-
auruapoxuHoauH-2(1H)-ona

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUHM C METOAUKOM,

onucanHoi Bbime anst A.1.1.1., ucnons3zys mpem-0yrun (2-(7-merokcu-1l-meruin-2-
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okco-1,2,3 4-rerparuapoxunonun-6-un)stmwi)kapdamar. XKX-MC A: tg = 0.47 wmus;
[M+H]" =235.11.

A.1.92.2. Tpem-0yTuna (2-(7-meTokcu-1-merna-2-okco-1,2,3,4-
TeTPArHAPOXHHOJHH-6-HI)ITHI)KapOamaT

VYka3aHHOE B 3arojIOBKE€ COEJUHEHHE MOJY4YaroT B COOTBETCTBUU C METOAMKO,
onucanHoW Beime Jjus  A.1.1.2., wucnoasdys 6-Opom-7-merokcu-1-merun-3,4-
nuruapoxusonuH-2(1H)-on. JKX-MC A: tg = 0.84 mun; [M+H]" = 335.10.

A.1.93. 6-Xuop-N-(2-(7-¢pTop-1-meTna-1,2,3,4-TteTparuApoXuHOJIHH-6-
WJI1)3THJ )THPUMHANH-4-aMUH

Yka3aHHOE B 3arojIoBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBHUU C METOJHMKOM,
onmucanHOW Bbime it A.l.1., mcmone3zys rugpoxyopun 2-(7-¢rop-1-merun-1,2,3,4-
TETPAruAPOXHUHOINH-6-UIT)3TaH- 1 -aMHIHa.

A.1.93.1. I'mapoxaopua 2-(7-¢prop-1-merna-1,2,3,4-TeTparuapoxHHoOJIHH-6-
ua)3TaH-1-amuHa

VYka3aHHOE B 3arojIOBK€ CO€JUHEHHE MOJYydalroT B COOTBETCTBUU C METOJMKO,
onucanHo# Beime s A.1.1.1., ucnonssyss mpem-6yrun (2-(7-prop-1-merun-1,2,3,4-
TeTParuAPOXMHONUH-6-mn)3Tin)kapbamar. KX-MC A: tg = 0.52 mum;, [M+H]" =
209.26.

A.1.93.2. Tpem-oyrua (2-(7-¢prTop-1-meTna-1,2,3,4-teTparuapoxuHoJIHH-6-
WI)3THI)KapdamaT

VYka3aHHOE B 3arojIOBKE€ COEJUHEHHE MOJY4YarOT B COOTBETCTBUU C METOAMKO,
onucaHHoW Beime g A.1.1.2., wucnoas3ys 6-0pom-7-prop-1-metun-1,2,3 4-
terparuapoxusonus. XKX-MC A: tg = 0.89 mun; [M+H]™ = 309.19.

A.1.93.3. 6-Bpom-7-¢rTop-1-meTnia-1,2,3,4-TeTparuApoXuHoOIHH

Yka3aHHOE B 3arojIOBKe CO€JUHEHHE MOJYydalT B COOTBETCTBHUU C METOJIHKOM,
ONHCaHHON BbILIE s A.1913, UCTIOJb3YS 6-6pom-7-dpTop-1,2,3,4-
TeTParuApPOXUHOJUH.

A.1.94. 6-Xuaop-N-(2-(6-meTtundenszo[b]ruoden-5-una)rrua)nupumuann-4-
AMHH

VYka3aHHOE B 3arojIOBKE€ COEJUHEHHUE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
onucanHoO# BhIme s A.1.1., ucnone3ys rugpoxyuopun 2-(6-merundenso[b]ruodpen-5-

un)stan-1-amuna. XKKX-MC B: tg = 1.02 muH; [M+H]" =304.11.
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A.1.94.1. T'uapoxuopuna 2-(6-metuadenso[b]jruoden-S-un)rrtan-1-amuna
Yka3aHHOE B 3arojIOBK€ COEJUHEHHE MOJYy4alroT B COOTBETCTBUU C METOJMKO,

onucanHo# Bbime i A.1.1.1., ucnons3yst mpem-6ytun (2-(6-metundenso[bruoden-

2

S-um)stun)kapbamar. JKX-MC B: tg = 0.58 mun; [M+H]" = 192.18.

A.1.94.2. Tpem-oytua (2-(6-mernndenso[b]ruoden-S-ua)rrua)kapéamar

VYkazaHHOE B 3arojIOBKe COEIMHEHHE MOJy4aloT B COOTBETCTBUHM C METOAHUKOIA,
onucanHo# Bbime s A.1.1.2., ucnonssys 5-6pom-6-metundenso[b]ruoden. KX-MC
B: tg = 1.06 muH; 0e3 HOHU3AL[HH.

A.1.94.3. S5-Bpom-6-meTuadenso[b]tuoden

VYka3zaHHOE B 3arojIOBKE€ COETMHEHHE MOJYyYalT B COOTBETCTBUH C METOAUKOI,
onucanHod Beime 1usa A.1.31.3., ucnone3ys 5S-Opom-6-mermnbenso[b]ruodpen-2-
kapboHoByro kuciory. XKX-MC B: tg = 1.04 muH; 6€3 HOHU3AUU.

A.1.94.4. 5-Bpom-6-meTuadenso|[b]ruoden-2-kapéoHoBas KucJjoTa

Vka3zaHHOE B 3arojIOBKE€ COEAMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
onucanHO# Beime aust A.1.31.4., ucnonp3ys metun 5-Opom-6-metundenso[b]ruoden-
2-kap6okcunat. XKKX-MC B: tg = 0.93 mun, 0e3 HOHH3aLIUH.

A.1.94.5. Metua S-0pom-6-mernsdenso[b]Truoden-2-kapdoxcuaar

VYkazaHHO€ B 3arojiOBK€ CO€AMHEHHE IOJyYalT B COOTBETCTBUHM C METOAUKOM,
onucaHHol Beime st A.1.31.5., ucnonb3ys S5-6pom-2-prop-4-meTunOeH3anbaerua.
KX-MC B: tg = 1.08 muH; 6€3 HOHU3AL[HH.

A.1.95. 6-Xuop-N-(2-(4-meTtunbenso|b]ruoden-S-un)r3Tun)nupumuaun-4-
AMHH

YkazaHHOE B 3arojiOBK€ COETMHEHHE MOJYy4aloT B COOTBETCTBUHM C METOAHUKOI,
onucanHo# BhIe A A.1.1., ucnonb3ys rugpoxyuopun 2-(4-merundenso[b]ruodpen-5-
un)stan-1-amuna. XKX-MC B: tg = 1.01 mun; [M+H]" = 304.11.

A.1.95.1. Tuapoxuopun 2-(4-metuabenzo[b]ruoden-S-un)3ran-1-amuna

VYkazaHHOE B 3aroJIOBKE COEIMHEHHE IMOJYyYarT B COOTBETCTBUH C METOAUKOM,

onucanHo# BeIe 1 A.1.1.1., ucnons3yst mpem-0ytun (2-(4-metundenso[b|ruoden-

S-un)stun)kapbamar. JKX-MC B: tg = 0.59 mun; [M+H]" = 192.29.
A.1.95.2. Tpem-oytna (2-(4-metundenso[b]ruoden-S-ua)atua)kapéamar
Vka3aHHOE B 3aroJIOBKE COEIUHEHHE MOJy4YaloT B COOTBETCTBHHU C METOIHKOM,
onucanHoi  Bbime g A.1.1.2., wucnonedys 4-metundenso[b]ruoden-5-un

tpudpTopmerancyiapponar. XKKX-MC B: tg = 1.05 musn;, 0e3 HOHH3ALUH.
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A.1.95.3. 4-Metuaoden3o|b]Ttuoden-S-ua rpudpropmerancyibponar

VkazaHHOE B 3arojIOBK€ COEIMHEHHE IOJYyYalT B COOTBETCTBUHM C METOAUKOM,
onucanHo# Bbime anst A.1.20.3., ucnons3ysa 4-merundenso[b]ruoden-5-on. KX-MC
B: tg = 1.09 MuH; 0e3 HOHHU3ALHH.

A.1.95.4. 4-MeTunodenso[b]ruoden-5-oa

VYkazaHHO€ B 3arojloOBK€ COEIMHEHHUE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
ONUCAaHHON BBILIE hif) ¢ A.1.194, HUCIOJIb3Y S 5-(MeTOKCUMETOKCH )-4-
metunben3o[b]tuoden. dKX-MC B: tg = 0.82 mMuH; 6€3 HOHU3ZALUH.

A.1.95.5. 5-(Merokcumerokcu)-4-meTtui6en3o[b]ruoden

VYka3zaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOIM,
ONHUCAaHHON BBILIE IIsL A.1.195, UCIIONb3Ysl 4-6pom-5-
(MeTokcumerokcu)6enso[b]rnoden. JKX-MC B: tg = 0.97 mun; [M+H]™ = 209.19.

A.1.95.6. 4-Bpom-5-(meTtoxkcumeTokcHu)oenszo[b]tuoden

Vka3zaHHOE B 3arojIOBK€ COEIMHEHHE MOJYy4YalT B COOTBETCTBHU C METOAUKOM,
onucaHHoU Bhine st A.1.19.6., ucnonssys 4-6pombenzo[b]ruoden-5-on. KKX-MC B:
tg = 1.00 muH; 6€3 HOHHU3AIHU.

A.1.95.7. 4-Bpomoben3o[b]Tuoden-S-oa

Oxnaxnennsiii (0°C) pactBop Oenzo[b]ruoden-5-oma (3.00 r, 19.40 mmonb) u
auuzonponuiamuna (0.272 miu, 1.94 mmons) B 6e3B. IXM (60 mur) oOpabaTeiBalOT 1O
KamsaM pactBopoMm N-Opomcykumaumuna (3.621 r, 20.30 mmons) B 6e3B. JIXM (135
). PM pnononnutensHo nepememusatoT npu 0°C B Teuenue 2 4. Jlo0aBisroT BOAy U
ciou paszgessitor. OpraHuyeckuil CJIOW 3aTeM MOCJIEeI0BATENbHO MPOMBIBAIOT HACBILI.
BoagH. NaHCO; u coneBbiM pacTBOpoM, cymar Hanx 0e3B. MgSOs, ¢unpTpyroT u
KOHIIEHTPUPYIOT NPU MOHMXEHHOM naBiieHHH. Ouuctka ¢ momouipto @X (oT renrtaHa
no cmecu rentad/EtOAc = 1/1) naet 4-6pomOen3o[b]|trnoden-5-on B Buge OpaHKeBOro
tBepaoro Bemectna (3.13 r, 71%). XKX-MC B: tg = 0.86 muH, 0e3 HOHU3ALIHH.

A.1.96. 6-Xuaop-N-(2-(5-meTokcudenso|b]Tuoden-6-ua)3Tuja)nupuMHuINH-
4-amMmuH

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYarT B COOTBETCTBUH C METOAUKOIM,
onucanHoO# Beime just A.1.1., ucnons3ys rugpoxsnopun 2-(S-merokcudenso[blruoden-
6-nn)stan-1-amuna. XKX-MC B: tg = 1.03 mun; [M+H]" = 320.13.

A.1.96.1. T'mapoxyopun 2-(5-metoxkcudenso|b]tuoden-6-ua)iran-1-amuna

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUHM C METOAUKOM,

ONHUCaHHON BbILIE s Al1.1, UCTIONB3YS mpem-0yTui (2-(5-
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meTokcubenso[b]tuodpen-6-un)atun)kapdamar. XKX-MC B: tg = 0.57 mun; [M+H]™ =
208.15.

A.1.96.2. Tpem-0yTna (2-(S-meroxcudenso|b]Tuopen-6-ua)rTua)kapdbamar

VYkazaHHOE B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucaHHOH Bbime ais A.1.1.2., ucnoae3ys 6-Opom-5-metokcudenso[b]tuodpen. KX-
MC B: tg = 1.04 mun; [M+H]" = 308.20.

A.1.96.3. 6-bBpom-5-meToxkcubenszo[b]ruoden

VYkazaHHOE B 3arojIOBKE COEIMHEHHE MOJYyYalT B COOTBETCTBUHM C METOAHUKOIM,
onucanHoW Bbime musi A.1.31.3., ucnonwssdys 6-Opom-5-merokcubenso[b]ruoden-2-
kapboHoByro kuciory. XKX-MC B: tg = 0.98 muH; 6€3 nOHU3ALUH.

A.1.96.4. 6-Bpom-5-meTtoxkcubenso[b]ruoden-2-kapbéonoBas Kucjaora

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
ONHMCAaHHON BBILIE IS A.1314, UCIIOJb3Ysl METHII 6-Opom-5-
meTokcudenso[b]ruoden-2-kapdbokcunar. dKX-MC B: tg = 0.87 muH; 6€3 noHHU3aLHU.

A.1.96.5. MeTtua 6-0pom-5-meroxkcudenso|b]tuoden-2-kapéokcuaar

VkazaHHOE B 3arojIOBK€ COEIMHEHHE IOJYyYalT B COOTBETCTBUHM C METOAUKOM,
onucanHol Bbime s A.1.31.5., ucnonb3ys 4-6pom-2-prop-5-meTokcudbeH3anbaerum.

KX-MC B: tg = 1.03 muH; 6€3 HOHH3AI[HH.

A.1.97. 6-Xaop-N-(2-(3-3Tokcu-1-¢propHadTainH-2-1J1)3THJI)IUPUMHIHH-
4-amuH

VYkazaHHO€ B 3arojloOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucanHod  Bbhime s A.1.1., wucmoae3ys  runppoxmopua  2-(3-stokcu-1-
dropHadTanuH-2-un)sTan-1-amuna. JKX-MC B: tg = 1.12 mun; [M+H]" = 346.19.

A.1.97.1. T'mapoxaopug 2-(3-3Tokcu-1-gpropuadpranun-2-ui)ITan-1-amuna

VYka3aHHOe B 3arojIoBKe CO€JUHEHHE MOJYy4daloT B COOTBETCTBUU C METOJMKOM,
onucanHod Bbime g A.1.1.1., wcnomaesys mpem-0ytun (2-(3-3Tokcu-1-
dropradTanuu-2-un)sTun)kapbamar. XKX-MC B: tg = 0.71 mun; [M+H]" = 234.26.

A.1.97.2. Tpem-oytnia (2-(3-3toxkcu-1-¢propHadpranun-2-uia)dITua)kapdamar

Yka3aHHOE B 3arojIOBK€ CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
onmucanHod Bhime s A.1.1.2., wucnonedys 3-3Tokcu-1-pTopHadTanua-2-um

tpudropmerancynbponat. JKX-MC B: tg = 1.13 mun; [M+H]" = 334.23.
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A.1.97.3. 3-Otokcu-1-¢propHadTainH-2-ua rpudpropMeraHcyibdoHaT

VYka3aHHOE B 3arojiOBK€ CO€JUHEHHE MOJYy4aloT B COOTBETCTBHUU C METOIMKOM,
onucanHo# Beime 11 A.1.3.3., ucnonwp3ys 3-s3tokcu-1-gpropHadpranun-2-on. KX-MC
B: tg = 1.13 muH; 0e3 HOHHU3ALMH.

A.1.97.4. 3-Jrokcu-1-¢propHadrannn-2-oa

VYkazaHHO€ B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
ONUCAaHHON BBILIIE IS A.1.194, UCIIOJb3Y s 3-sTokcu-1-prop-2-
(metoxcumeTrokcu )HapTaaun. JKX-MC B: tg = 0.91 muH; 6€3 HOHU3AIUH.

A.1.97.5. 3-DT1okcu-1-¢pTop-2-(MeTOKCHMETOKCH)HA(PTATHH

Yka3aHHOE B 3arojIOBKe CO€JUHEHHE MOJYy4aloT B COOTBETCTBHUU C METOJHMKOM,
ONHUCAaHHON BBILIE IUIsL A.1.20.5, UCIIONb3Ys 1-6pom-3-3TOKCH-2-
(Metokcumerokcu)HadTanud. JKX-MC B: tg = 1.01 mun; [M+H]™ = 251.23.

A.1.97.6. 1-BpoM-3-3ToKcH-2-(MeTOKCHUMETOKCH)HA(]PTATHH

VYka3aHHOE B 3arojIOBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
onucaHHOU Bhime st A.1.21.5., ucronb3ysi 2-3TOKCH-3-(METOKCUMETOKCH )HA(TaIHH.
XX-MC B: tg = 1.07 mun; 6e3 nonusamuu. 'H SAMP (400 MI'n, d6-JIMCO) §: 8.02-
8.05 (m, 1 H), 7.85-7.87 (m, 1 H), 7.49-7.51 (m, 3 H), 5.25 (s, 2 H), 421 (q, ] = 6.9
I'm, 2 H), 3.60 (s, 3 H), 1.44 (t,J = 6.9 I'y, 3 H).

A.1.97.7. 2-ITOoKCcH-3-(MeTOKCHUMETOKCH)HATAINH

VYka3aHHOE B 3arojIOBKE€ COEJUHEHHE MOJY4YaloT B COOTBETCTBUU C METOAMKOM,
onucaHHOH Bbime anst A.1.19.6., ucnonb3ys 2-rugpoxcu-3-3rokcuHadranud. XKX-MC
B: tg = 0.96 mun, [M+H]" =233.37

A.1.98. 6-Xuop-N-(2-(3-3Tokcu-1-merunnadpraanu-2-
WJ1)3THJ )THPUMHANH-4-aMUH

Yka3aHHOE B 3arojIOBKe CO€JUHEHHE MOJYydalT B COOTBETCTBHUU C METOJIHKOM,
onucanHod  Beime s A.1.1., wucmoae3ys  runppoxmopua  2-(3-stokcu-1-
MeTunHabTanuH-2-un)3tan-1-amuna. XKX-MC B: tg = 1.10 mun; [M+H]" = 342.31.

A.1.98.1. I'mapoxaopug 2-(3-3Tokcu-1-meTnaHapTaAIMH-2-UJI)ITaH-1-aMHUHA

Yka3aHHOE B 3arojIOBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
onmucanHod Berime g A.1.1.1., wcnomaesys mpem-Oytun (2-(3-sTokcu-1-

metunHadTanuH-2-1n)31Hn)kapoamat. JKX-MC B: tg = 0.72 mun; [M+H]" = 230.42.



10

15

20

25

30

206

A.1.98.2. Tpem-0yTua (2-(3-3ToKcH-1-MeTnAHAPTATHH-2-
WJI)3TUHJ)KapOamaT

Yka3aHHOE B 3arojIOBKE€ COEJUHEHHE MOJYy4aloT B COOTBETCTBUU C METOAMKOM,
onucaHHoW Beime ausg  A.1.1.2., wucnonb3yss 3-3TOKCH-1-MeTuIHAPTAIUH-2-HI
tpudTopmerancynbdonar. XKX-MC B: tg = 1.14 mun; [M+H]" = 330.31.

A.1.98.3. 3-DTokcu-1-merunHadraauH-2-ua tpudpropmeraHcyaboHaT

Yka3aHHOE B 3arojIOBKe CO€JUHEHHE IMOJYy4alT B COOTBETCTBHU C METOIHKOM,
onucanHoW Beime s A.1.3.3., ucmonb3ys 3-3Tokcu-l-mermnHadranun-2-om. KX-
MC B: tg = 1.16 mun; [M+H]" = 335.07.

A.1.98.4. 3-DTokcu-l-mernanadgpraauH-2-0J

VYka3aHHOE B 3arojIoBKe CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
ONHUCAaHHON BBILIE IS A.1.194, UCIIOJb3Ysl 3-3ToKCH-]-MeTHn-2-
(MeToxcumerokcu)HadTanud. JKX-MC B: tg = 0.97 mun; [M+H]™ = 202.3.

A.1.98.5. 3-DTokcu-1-meTua-2-(MeTOKCHMETOKCH)HADTAINH

VYka3aHHOE B 3arojIOBK€ CO€JUHEHHE MOJYydaloT B COOTBETCTBUU C METOJMKOM,
ONHUCAaHHOMN BBILIE IUIst A.1.20.5, UCIIONb3Ys 1-6pom-3-3TOKCH-2-
(MeToxcumerokcu)HadpTamue (A.1.97.6.). KX-MC B: tg = 1.07 mun; [M+H]" =
247.34.

A.1.99. 6-Xaop-N-(2-(7-¢pTopbenso[b]Tuoden-S-ua)dyrua)nupumuaun-4-
aMHH

K pactBopy rugpoxnopuna 2-(7-propbenso[b]tuoden-5-un)sran-1-amuHa
(3.970 r, 17.10 mmounsb) B 2-nponanosie (170 ma) npu KT nobasnstor TEA (8.35 wmu,
60.00 mmousb) U 4,6-guxaopnupumuani (3.063 r, 20.60 mmoiap). CMech HarpeBarwT B
cocyne ¢ obparHbiM xosomuiabHUkKOM (90°C) B armocdepe azora B TeueHue 1.5 4 u
3aTeM BBIMOJHSIOT eme oaHo nobaeneHue 4,6-muxnopnupumuauaa (2.547 r, 17.10
MMOJb). PM IONOJHHUTENBPHO HArpeBalOT B COCyAe € OOpPaTHBIM XOJIOJUJIBHUKOM
(90°C) B atmocdepe azota B TeueHune 4 4 u garoT oxyanuthes a0 KT. PacTBopurens
YaCTHYHO YIAJSIIOT NMPHU MOHMKEHHOM aaBieHuu, pobasnsior XM u Boay, u cioH
pazgensitor. BogH. cioli nBa pasa skcTtparupyroT ¢ noMmombio JAXM u o0bennHEeHHbIE
OpPraHMYeCcKHe CJIOM 3aTeM IPOMBIBAIOT COJIEBBIM pAacTBOPOM, cCymaT Hax Oe3B.
MgSO,, GuUIBTPYIOT M KOHLUEHTPUPYIOT HpPU NOHWKEHHOM paBieHun. OuUucTKa C
nomompto ®@X (ot cmecu rentan/EtOAc = 7/3 no EtOAc) maer 6-xmop-N-(2-(7-
¢ropbenso[b|tuopeH-5-mn)>THiN)MUPUMHANH-4-aMUH B BHAE JKEJITOrO TBEPIOTO

BemecTBa (4.96 T, 94%). XKX-MC B: tg = 0.99 mun; [M+H]" = 308.12.
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A.1.99.1. 'mapoxaopua 2-(7-¢propodenso[b]ruoden-S-na)rrtan-1-amuna

K pacrBopy mpem-6yrun (2-(7-propOenso[b]ruoden-5-un)atun)kapdbamara
(12.090 r, 40.00 mmounb) B IXM (100 M) nobasasitor 4 M HCI B nuokcane (100.0 mu,
400.0 mMmoab), u cmech nepememusaror npu KT B Teuenume 2 u. PM 3arem
KOHLIEHTPUPYIOT MpPH MOHMKEHHOM JaBJIEHHMU C NojJydeHueMm ruxapoxiopuna 2-(7-
dropbenso[b]tuoden-5-un)sran-1-amuna B Buae OECLBETHOrO TBEPAOTO BELIECTBA,
KOTOPOE JAOMOJHUTENbHO CyIIaT B BBICOKOM Bakyyme (5.030 r, 54%). )KX-MC B: tg =
0.60 mun;, [M+H]" = 196.19.

A.1.99.2. Tpem-6yTua (2-(7-propdenso|b]ruopen-S-ua)rrua)kapbamar

Cmecp 5-Opom-7-¢propbenso[b]ruodpena (10.222 r, 44.20 mmonsw), (2-((mpem-
OytokcukapOoHmT)aMuHO )3T )TpudTopdopata kamus (12.861 r, 48.70 mmonp) u
kapOonara uesust (43.237 r, 133.00 mmounb) B Tonyoae (120 ma) u Bome (40 wmu)
NerasupyroT TP pa3a a3oToMm. 3atem nodasisitoT auerar namtanusi(Il) (497 wmr, 2.21
mMonb) 1 RuPhos (2.173 r, 4.42 mmonb), n cMmech HarpeBaroT 10 95°C B atmocdepe
azora B TeueHue Houu. PM pmarot oxmaautecs no KT, nobaBisoT BOOy M CMeCh ABa
pasza skcrparupyT ¢ nmomombio EtOAc. OO0benquHeHHbIE OPraHUYEeCKUE CJIOW 3aTeM
IPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hangy 60e3B. MgSO,, ¢uapTpyroT u
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBieHuu. Ouucrka ¢ nmomouipto X (OT renrTaHa
no cmecu rentan/EtOAc = 7/3) naer mpem-Oytun (2-(7-propbenso[b]ruopen-5-
Wi1)3Tui)kapbaMaTr B BUJE CBETJO-kKeaToro Teepaoro Bemectsa (12.09 r, 93%). XKX-
MC B: tg = 1.04 muH; 0€3 HOHHU3ALMH.

A.1.99.3. 5-bpom-7-¢pTopben3o[b]tuoden

Cwmech coipoii S5-Opom-7-ptopdenso[b]ruodpen-2-kapdbonosoit kuciaorsl (19.350
r, 64.50 mmonb) u okcuma menu(l) (5.033 r, 3520 mmoar) B JM®DPA (200 wmu)
HarpeBaroT 10 140°C B atmocdepe a3ora B TeueHue HOUM. PM HalOT OXJIAAUTHCS 10
KT u ¢QunpTpyroT depe3 HeauT Al yAAJIeHUs! COoJeld Meau, KOTOPble MPOMBIBAOT C
nomompio Et,0. K dunerpaty nobasnstor Bony u Et,O u cnou pasnensitor. BoaHbli
CJIOH 1Ba pas3a 3KCTparupyrooT ¢ nomoupio Et,O 1 oObeanHeHHbIE OpTaHUYECKHUE CIIOU
NPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hany 6e3B. MgSO4, ¢duapTpyroT
KOHLIEHTPUPYIOT NPHU MOHMXEHHOM naBieHnu. Ouuctka ¢ momouipro @X (OT renrTaHa
no cmecu rentaH/EtOAc = 4/1) npaer S5-Opom-7-¢propbenso[b]tuodhen B BUIE
OoecuBeTHoro tBepnoro BemectBa (11.985 r, 80%). XKX-MC B: tg = 1.02 muH; 0e3

HOHH3allHuHU.
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A.1.99.4. S-bpom-7-¢pTopbenso[b]Tuoden-2-kapoéoHoBas KucaoTa

Cwmech ceiporo metun S5-6pom-7-¢propbenso[b]ruoden-2-kapOokcunara (24.140
r, 64.50 mmonp) B TI'® (180 mu), MeOH (23 mn) u Bome (58 miu) obGpabarsiBaroT
nopuusiMu rugpokcuna autusa (5.998 r, 250.00 mmons). ITonyuyeHHyo B pe3yibTare
cmech nepememuBaroT npu KT B tewenme 1 u. Oxnaxgennywo (0°C) PM 3zarem
noakucisitoT nytem nobasnenus 2 M Bonn. HCl u opraHudeckue pacTBOPHUTENH
YAAJISIOT TPU TOHUKEHHOM JaBjieHuH. [loJydeHHYH B pe3yjbTaTe CyCIEeH3UI0
(GUIBTPYIOT U MOJYYEHHOE TBEPAOE BEIIECTBO MPOMBIBAIOT BOJOHW U CYIIAT B BBICOKOM
BaKyyMe€ C TIOJy4eHHeM CbIpoil  5-Opom-7-pTopOenso[b]ruoden-2-kapboHoBOM
KHCJIOTHI B BUAE OecuBeTHOTO TBepaoro BemecTsa (19.350 r, konuuecTBeHHbIN). KX-
MC B: tg = 0.91 MuH; 6€3 HOHU3AIHH.

A.1.99.5. MeTua S-6pom-7-¢propéenso[b]tuoden-2-kapéokcuaar

K oxnaxnennonr (0°C) cmecu 5-Opom-2,3-audropOenszanpueruna (15.000 r,
64.50 mmonb) u kapbonara kamusa (13.640 r, 96.70 mmons) B JIM®PA (150 mu) mo
KarissM 100aBISIIOT MeTH 2-Mepkanroanetat (7.28 mi, 77.40 MMOJIb), U MOJYUYEHHYIO
B pe3yabtaTe cMech nepeMmemnBaroT npu KT B reuenne 1 u. PM 3aTem ob6pabaTsiBaroT
Boaou u nepemewmnBaroT npu KT B Teuenue 15 muu. IlonydyeHHyrw B pesyabrarte
CYCIEH3UI0 QUIBTPYIOT U NOJYUYEHHOE TBEPJOE BELIECTBO MPOMBIBAIOT BOJOH U CyIIaT
B BBICOKOM BaKyyMe C IOJIY4€HHEM ChIpOro MeTui 5-0pom-7-¢propbenso[blruodpen-2-
kapOokcuiara B Buae OeciBeTHOro TBepAoro Bemectsa (24.140 r, KOJIMYECTBEHHBIN ).
KX-MC B: tg = 1.06 muH; 6€3 HOHU3AL[HH.

A.1.100. 6-Xgop-N-(2-(7-xnop6en3o[b]TnodeH-S-ua)3Tua)nupumMuanH-4-
AMHH

K pactBopy ruapoxnopuna 2-(7-xmnop6enso[b]ruoden-5-un)stan-1-amuna (468
mr, 1.81 mmonb) B 2-nponanosie (20 ma) npu KT nobasmsror TEA (0.88 mu, 6.34
MMOJb) U 4,6-guxaopnupumunnH (324 mr, 2.17 mmonb). CMech HarpeBarT B COCYAeE C
obpatHeiM xononuibHuKOM (90°C) B aTtmocdepe a3zora B Tedenuwe 1.5 4. PM paroTt
oxymanutbess o KT, mobasnsror IXM u BOny, W Cliou pa3nenisitoT. BoaH. cioit nBa
paza oskcTparupyrorT ¢ mnomombio JAXM u oObeguHEeHHBIE OpPraHUYECKHE CJIOU
MPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO,, ¢unpTpyroT u
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBieHnu. Ouuctka ¢ momouipro @X (oT renraHa
no cmecu rentaH/EtOAc = 1/1) nmaer 6-xmop-N-(2-(7-xnopben3o[b]ruoden-5-
WJI)3TUJ ) TUPUMUIMH-4-aMUH B BHae OecuBeTHOro TBepaoro Bemectsa. KX-MC B: tg

= 1.04 mun; [M+H]" = 324.05.
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A.1.100.1. 'mapoxaopua 2-(7-xaop6enso[b]ruoden-S-una)rtan-1-amuna

K pactBopy mpem-0ytun (2-(7-xnopOenso[b]ruoden-5-un)stun)kapbamara (568
mr, 1.77 mmons) B XM (20 mia) pobasmstor 4 M HCl B nuokcane (4.5 mu, 18.0
MMOJIb), U cMech nepeMmemnBaioT npu KT B reuenne Houu. PM 3aTeM KOHLEHTPUPYIOT
IpU MOHM)XKEHHOM JIaBJICHUU C MOJiydeHueM runpoxiopuna 2-(7-xaopobenso[b]|ruoden-
S5-un)staH-1-amuHa B BUAe OecuBeTHOro TBepaoro BemecTtBa (468  wr,
konuuecTBeHHbli ). JKX-MC B: tg = 0.62 mun; [M+H]™ = 212.10.

A.1.100.2. Tpem-6yTun (2-(7-xjaop6enso[b]ruoden-S-ua)rTua)kapdbamar

Cmech 5-Opom-7-xnopOenso[b]tuodena (672 wmr, 2.52 mmounb), (2-((mpem-
OytokcukapOoHmI)aMuHO )3T )TpudTopdopara kamus (734 wmr, 2.78 wMMmoap) H
kapOoHata nesus (2.468 r, 7.57 mmoub) B Toayosie (20 mi) u Boae (7 Mi1) Aera3upyror
Tpu paza azoroM. JloGasnsror amerat mamnanusa(ll) (28.4 mr, 0.12 mmons) u RuPhos
(124 wmr, 0.25 MMoOnb), U MOJNYYEHHYIO B pe3yjibTare cMech HarpeBaroT a0 95°C B
atmoc(epe azora B Teuenue Houn. PM narot oxjagutbes no KT, mobasnsitoT Boay u
CMeChb NIBa pasza 3kcTparupyrT ¢ momombio EtOAc. OObenuHeHHbIE OpPraHHUYECKHE
CJIOM 3aT€M IMPOMBIBAIOT COJIEBBIM PacTBOPOM, cymaT Hax 0e3B. MgSO,4, punpTpyroT u
KOHIIEHTPUPYIOT NPHU MOHMKEHHOM aaBieHuu. Ouucrka ¢ nomourpo X (oT renrtaHa
no cmecu rentan/EtOAc = 4/1) maer mpem-Oytun (2-(7-xnopbenso[b]ruoden-5-
WiI)3TUN)kapbaMar B BUJE XKenToro Teepaoro semectsa (568 mr, 72%). XKX-MC B: tr
= 1.06 muH; 6€3 HOHU3AIUH.

A.1.100.3. S-Bpom-7-xa10p0en3o[b]Tuoden

Cmech 5-Opom-7-xmopbOenso[b]tuoden-2-kapobonoBoii kucnorel (1.004 r, 3.41
mMoab) u okcuaa menu(l) (1.903 r, 13.30 mmons) B AM®PA (17 mi1) HarpeBarmT A0
140°C B armochepe aszora B TeueHue HO4YHM. PM naror oxmaguthes Ao KT wu
GUABTPYIOT dYepe3 WLeNuT ISl YIOAJeHUs COJeH MeaH, KOTOpbIe IMPOMBIBAOT C
nomompio Et,0. K dunerpaty nobasnstor Boay u Et,O u cnou pasnensitor. BoaHblid
CJIOH 1Ba pasa 3KCTparupyrT ¢ nomoubio Et;O n oObeagnHeHHbIE OPTaHUYECKHUE CJIOU
NMPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO4, ¢unpTpyroT u
KOHIIEHTPUPYIOT NMPHU MOHWKEHHOM aaBieHuu. Ouuctka ¢ momouipo @X (oT renrtaHa
no cmecu rentan/EtOAc = 1/1) pmaer 5-Opom-7-xnmopOenso[b]tuoden B Buze
OecuBeTHOro TBepmoro BemectBa (672 wmr, 80%). XKX-MC B: tg = 1.05 musn, 6e3

HOHH3allHuHU.
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A.1.100.4. S-Bpom-7-xjop0en3o[b]tuoden-2-kap6oHoBasi KucJjaora

Cmecp metun S5-6pom-7-xnopOenso[b]ruoden-2-kapbokcunara (1.137 r, 3.61
mMoib) B TT'® (30 mu), MeOH (4 mun) u Bome (10 mia) oOpabarsiBarOT MOPUUSIMHU
ruapokcuna gutus (259 wmr, 10.80 mmounp). [lonydyeHHyr0 B pe3yjbTaTe CMeECh
nepememnBaroT npu KT B Tedenue 1 u. OxnaxaenHywo (0°C) PM 3aTeM MOAKUCISIOT
nyreM noOaeienuss 2 M Boxn. HCl u opranuveckue pacTBOPUTEIH YAAISIOT MPHU
NOHW)KEHHOM JaBlieHUU. [loNy4eHHYI0 B pe3yJbTaTe CYCNEeH3UK QUIBTPYIOT W
MOJIYyYeHHOE TBEPAOE BEIIECTBO NMPOMBIBAIOT BOJOW W CyLIAT B BBICOKOM BaKyyMme C
nojgy4yeHueM  S-Opom-7-xnopOenso[b]tuodeH-2-kapOOHOBON  KHUCJIOTBI B  BUIE
6exeBoro Teepmoro BemectBa (1.003 r, 95%). XKX-MC B: tg = 0.95 mun;, 06es
MOHHU3ALHH.

A.1.100.5. MeTua S-o6pom-7-xaop6enzo[b]Tuoden-2-kapdoxcuiart

K oxnaxgennoit (0°C) cmecu 5-Opom-3-xjop-2-propbensanpaeruna (1.000 r,
4.13 mmonp) u kapbonara kanus (873 mr, 6.19 mmonp) B IM®PA (10 M) mo kanisam
nobaBnsaroT Merun 2-mepkanrtoaueraT (0.466 mu, 4.95 MMOnbB), U TMOJYYEHHYIO B
pesyabTaTte cMmech nepememnBaroT npu KT B teuenue 1.5 u u 3arem mpu 60°C B
teueHue | 4. PM obpabarsiBatoT Bonoii u nepememusatot npu KT B Teuenne 15 mus.
ITony4eHHYIO B pe3yJbTaTe CyCNEeH3UI0 QUIbTPYIOT U MOJYUYEHHOE TBEPAOE BELIECTBO
IPOMBIBAIOT BOAOH M CyIIAaT B BBICOKOM BakyyMe C IOJydYeHHEM MeTusn S5-Opom-7-
xjaopOenso[b]tnoden-2-kapbokcunara B BUAe OECUBETHOrO TBEPAOTO BeIIECTBA
(1.137 r, 90%). KX-MC B: tg = 1.11 muH; 63 HOHU3ALIHH.

A.1.101.  6-Xuop-N-(2-(7-meTundenso[b]tuoden-S-ua)r3Tua)nupumuana-4-
AMHH

K pacrBopy rumpoxmopuna 2-(7-metunbdenso[b]ruoden-5-un)sran-1-amuna
(1.985 r, 8.72 mmounb) B 2-npomnanoine (40 mu) npu KT nobasnstor TEA (4.25 wmu,
30.50 mmounb) u 4,6-guxaopnupumuanH (1.558 r, 10.50 mmonr). Cmecr HarpeBarT B
cocyne ¢ obparaeiM xonoauiabHuKOM (90°C) B aTtmMocdepe a3ora B TeueHue 2.5 4. PM
naroT oxyuaautkes 1o KT, mobasnsror JIXM u Boay, u ciou pasneisitoT. BogH. cioi
IBa pas3a JKCTparupyrwT ¢ nomombd JIXM u oObequHEeHHBbIE OpraHUYECKUEe CJIOU
MPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO,, ¢unpTpyroT u
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBieHnu. Ouuctka ¢ momouipro @X (oT renraHa
no cmecu rentan/EtOAc = 1/1) paer 6-xmop-N-(2-(7-metunbenso[b]ruoden-5-
WJT)3TUJ) TUPUMUIUH-4-aMUH B BUAe OecuBeTHOro TBepaoro semectsa (2.379 r, 90%).

KX-MC B: tg = 1.02 mun; [M+H]™ = 304.15.



10

15

20

25

30

211

A.1.101.1. T'uapoxyopua 2-(7-meruadenso|b]ruoden-S-ua)rran-1-amuna

K pacrBopy mpem-6ytun (2-(7-metundenso[b]ruoden-5S-un)stun)kapdbamara
(2.882 1, 9.89 mmonp) B AXM (25 mi) noGasmsror 4 M HCl B nuokcane (25.0 wmu,
100.0 mmonb), u cmech nepememnBatoT npu KT B redenue 1 u. PM 3aTem oxnaxnaroT
Ha JensHoil OaHe B TeueHWe 15 MHH M TOJNYYEHHOE TBEPAOE BEIIECTBO
OT(GUIBTPOBBIBAIOT M AONOJHUTEIBHO CYLIAT B BBICOKOM BaKyyMe C IOJy4eHUEM
ruapoxjopuna 2-(7-metundenso[b]ruoden-5-un)stan-1-amuna B Buae OeCHBETHOTO
tBepaoro Bemectsa (1.985 r, 88%). JKX-MC B: tg = 0.60 mun; [M+H]" = 192.30.

A.1.101.2. Tpem-6yTua (2-(7-merundenso|b]tuoden-S-na)aruia)kapdbamar

Cmech 5-Opom-7-metundenszo[b]tuodena (2.360 r, 9.91 mmonsw), (2-((mpem-
OytokcukapOoHm)aMuHO )3TUN)TpudTopdopata kxanus (2.882 r, 10.90 mMmonp) u
kapOonara ne3ust (9.689 r, 29.70 mmonb) B Tonyoine (24 mu) m Bome (12 wmu)
NerasupyroT TpHU pa3a a3otoMm. 3atem nobdapiswoT aueratr mamianus(Il) (111 mr, 0.49
mMonb) 1 RuPhos (487 mr, 0.99 mMmonb), u cmech HarpesatoT 1o 95°C B atmocdepe
azora B TeueHue Houu. PM pmarot oxmaautecs no KT, nobaBisoT BOOy M CMeCh ABa
paza oskctparupyroT ¢ mnomomblo EtOAc. OObeguHeHHBIE OpPTaHHUYECKHE CJIOU
MPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO,, ¢unpTpyroT u
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBieHuu. Ouucrka ¢ nmomouipto X (OT renrTaHa
no cmecu rentad/EtOAc = 7/3) naer mpem-6ytun (2-(7-merunbdensol[b]ruopen-5-
win)sTri)kapbamar B BUAE KeaToro Tepaoro semectsa (2.882 r, 99%). )KX-MC B: tg
= 1.05 muH; 6€3 HOHU3AIUH.

A.1.101.3. S-Bpom-7-meTrnabenszo[b]ruoden

Cwmech 5-0pom-7-metunbenso[b]ruoden-2-kapoonosoii kucaoTs (3.440 r, 12.70
mMmoab) u okcuaa menu(l) (1.812 r, 12.70 mmons) B AM®PA (40 mur) HarpeBarmT A0
140°C B armochepe azora B TeueHwe HO4YH. PM naror oxmaauthes Ao KT wu
GUIBTPYIOT dYepe3 LeNuT sl YOAJeHUs COoJeHd MenHu, KOTOpble IPOMBIBAIOT C
nomombio Et,0. K dunerpaty nobasnstor Bony u Et,O u cnou pasnensitor. BoaHbli
CJIOH 1Ba pas3a 3KCTparupyroT ¢ nomoupio Et,O 1 o0beanHeHHbIE OPTaHUYECKHUE CJIOU
MPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO4, ¢unpTpyroT u
KOHLIEHTPUPYIOT NPHU MOHMXEHHOM naBieHnu. Ouuctka ¢ momouipro @X (OT renrTaHa
no cmecu rentan/EtOAc = 1/1) maer 5-Opom-7-metunOenso[b]tuoden B Bune

npo3payHoro macia (2.361 r, 82%). XKX-MC B: tg = 1.04 MmuH; 6€3 HOHU3ALUH.
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A.1.101.4. S-Bpom-7-metuaben3o[b]ruoden-2-kapoonoBasi Kucjaora

Cmecp metun 5-6pom-7-metundensol[b]ruoden-2-kapbokcunara (4.000 r, 13.50
mMoib) B TT'® (60 mu), MeOH (8 mi) u Bome (20 mia) oOpabarsiBalOT MOPUUSIMH
ruapokcuna autus (1.002 r, 41.80 mmonb). IlonmyueHHyo B pe3ylibTare CMeECh
nepememnBaoT npu KT B Tedenue 1 4. OxnaxaenHywo (0°C) PM 3aTeM MOAKUCISIOT
nyreM noOaeienuss 2 M Boxn. HCl u opranuveckue pacTBOPUTEIH YAAISIOT MPHU
NOHW)KEHHOM JaBiieHUU. [loNy4eHHYyI0 B pe3yJbTaTe CYCNEH3UK QUIBTPYIOT W
MOJIYyYeHHOE TBEPAOE BEIIECTBO NMPOMBIBAIOT BOJOW W CyLIAT B BBICOKOM BaKyyMme C
MOJIy4eHUEM ChIpOU S5-Opom-7-meTundOen3o[b]Tuoden-2-kapOOHOBOW KHUCIOTHI B BHUIE
He coBceM Oeyoro TBepnoro BemmectBa (3.442 r, 94%). XKX-MC B: tg = 0.93 muH; 6e3
MOHHU3ALHH.

A.1.101.5. Metua S-0pom-7-metuiadenso[b]tuoden-2-kapdéokcuaar

K oxnaxnennoii (0°C) cycnensuu 5-0pom-2-¢rTop-3-MeTunbeH3anbaeruaa
(3.000 r, 13.50 mmonb) u kapbonara kanus (2.865 r, 20.30 mmonr) B JIMPA (25 M)
o KarmjisiM 100aBis0T MeTun 2-mepkanroaunerat (1.53 mu, 16.30 mMmonb), U cMmech
nepememnBatoT npu KT B Teuenwe 1 u u 3arem mpu 60°C B Teuenue 3 u. PM
obpabatbiBaroT Bomoit u nepememnBaroT npu KT B Teuenne 15 mun. IlonyuenHyio B
pe3ysbTaTe CYCHEH3UI0 (UIBTPYIOT U IMOJYYEHHOE TBEPAOE BEIIECTBO IMPOMBIBAIOT
BOJOH M CyIIaT B BBICOKOM BaKyyMe C TIIOJy4€HHEM ChIPOro MeTun S5-Opom-7-
metunbenso[b]ruoden-2-kapObokcunara B BUge He COBCEM 0€JIOro TBEPAOro BellecTBa
(4.000 r, xonuuectBeHHbIi). JKX-MC B: tg = 1.08 MuH; 6€3 HOHHU3ALUH.

A.1.102. 6-Xgop-N-(2-(7-¢pTop-6-meToxkcubenso[b]ruoden-5-
WJI)3THJ )THPUMHANH-4-aMUH

K pacrBopy runpoxnopuna 2-(7-prop-6-merokcudenso[b]ruoden-5-un)sran-1-
amuHa (0.986 r, 3.77 mmounb) B 2-nponanone (20 ma) npu KT nobasnsror TEA (1.84
mia, 13.20 mmouns) u 4,6-puxnopnupumunud (0.673 r, 4.52 mmonb). [lonyyeHHyo B
pe3yibTaTe CMeCh HArpeBalT B cocyae ¢ oOpaTHeiM xonoauiabHukoM (90°C) B
atmoc(epe aszora B Teuenue 1.5 1. PM parot oxnanutbes: 1o KT, nobasnsiror IXM u
BOAY, U CJIOHU pa3faensAroT. BoaH. cinoil aBa pas3a 3kCcTparupyrwT ¢ nomouipro AXM u
00beIMHEHHbIE OPTraHMYECKHE CJIOM IMPOMBIBAIOT COJIEBBIM PAaCTBOPOM, CYIIAT Hajk
6e3B. MgSO,, QunbTpyrOT U KOHUEHTPUPYIOT MPU MOHUKEHHOM naBiieHuu. QUHUCTKA C
nomompto @X (or remrana no cmecu rentaH/EtOAc = 1/1) maer 6-xmop-N-(2-(7-

dTop-6-meTokcubenzo[b]Tuoden-5-un)sTun)IUpUMHANH-4-aMUH B BHUJE HE COBCEM
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6enoro TBepmoro Bemectsa (1.141 r, 90%). XKX-MC B: tg = 1.03 mun; [M+H] =
337.98.

A.1.102.1. T'uapoxaopua 2-(7-¢prop-6-meroxcudenso[b]ruoden-S-ua)rran-1-
aMHHAa

K pacTBOpy mpem-0y T (2-(7-pTop-6-metokcubenso[b]tuoden-5-
wi)stui)kapbamara (1.398 r, 4.28 mmons) B JAXM (11 mn) noGasnsitor 4 M HCI B
auokcane (11.0 mu, 44.0 mmonb), u cmech nepememuBatoT npu KT B Teuenue 1 4. PM
3aTeM KOHIEHTPHPYIOT JOCyXa TMPH TOHWKEHHOM JaBJIEHHH C TOJy4YeHUEM
ruapoxjopuna 2-(7-prop-6-merokcudenso[b]ruoden-5-un)stan-1-amuHa B BUIE
cBeTNio-;kenToro TBepaoro BemectBa (0.986 r, 88%). XKX-MC B: tg = 0.64 wmuH;
[M+H]" = 226.21.

A.1.102.2. Tpem-6yTua (2-(7-¢pTop-6-meToxcudenso[b]Tuoden-5-
WI)3THJI)KapbamaT

Cmecp 5-O6pom-7-dprop-6-meTtokcubdbenzo[b]ruodena (1.413 r, 5.41 mmouns), (2-
((mpem-6yTokcukapOonun)amuno)3tTun)rpudropbopara kanus (1.573 r, 5.95 mmonnb)
u kapbonara nesus (5.289 r, 16.20 mmonr) B Tonyone (24 mn) u Bome (12 mu)
nerasupyroT TpHu pasa azotoM. Jlobasmstor anerat namutaausa(ll) (60.8 mr, 0.27 Mmmoub)
u RuPhos (266 mr, 0.54 MMoOusb), U MOJYYEHHYIO B pe3yJbTaTe CMECh HArpeBarOT A0
95°C B aTmocdepe azora B TeueHue Houu. PM naror oxmanurbes no KT, nobasnsior
BOAYy U CMeChb JBa pas3a sKkcTparupyror ¢ mnomombio EtOAc. OObenuHeHHbIE
OpraHUYECKHEe CIIOM 3aTeM IPOMBIBAIOT COJIEBBIM pPAacTBOPOM, cymaT Han Oes3s.
MgSO,, GuIbTPyIOT W KOHUEHTPUPYIOT MPU TMOHHKEHHOM naaBjieHuu. OUYHUCTKA C
nomombio ®X (ot renrana no cmecu rentan/EtOAc = 7/3) naer mpem-6ytun (2-(7-
¢Top-6-merokcubenszo[b]tuoden-5-un)stmn)kapdbamar B BUOE  CBETJIO-XKEITOTO
tBepaoro Bemectsa (1.398 r, 79%). XKX-MC B: tg = 1.06 mun; [M+H]" = 326.19.

A.1.102.3. 5S-bpom-7-¢pTop-6-meTokcudenso[b]tuoden

Cwmech CBIpOU 5-6pom-7-pTop-6-metokcubenso[b]Tuoden-2-kapOoHOBOMU
kucinotel (4.082 r, 12.70 mmounb) u okcupa menu(l) (1.915 r, 13.40 mmons) B JIMPA
(40 mu) HarpeBarotr no 140°C B armocdepe azora B TeueHue HOUYU. PM parT
oxnanutbest 10 KT u punpTpyroT depes meauT AJs ynaleHus cojieii Meau, KOTOpbie
npoMbiBatoT ¢ momombio Et,O. K ¢unaptpaty nobasmstor Bony u Et,O u criou
paznenstoT. BoxgHbIH CJIoi nBa pa3a d3KCTparupyoT ¢ momoulbio Et;O u o0bennHeHHbIE
OpPraHNYecKHue CJIOM IMPOMBIBAIOT COJIEBBIM pacTBOpoOM, cymaTr Hax 0e3B. MgSOy,

GUIBTPYIOT U KOHLEHTPUPYIOT NPH IMOHMXEHHOM JaBjeHHH. OUHCTKA C MOMOIIBIO
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®X (or remrana no cmecu rentan/EtOAc = 3/1) naer 5-Opom-7-¢pTop-6-
metokcuOenso[b]tuoden B Bume xenroro teepnoro semectsa (1.413 r, 42%). XKX-
MC B: tg = 1.03 MuH; 03 HOHU3AIHH.

A.1.102.4. S-Bpom-7-¢pTop-6-meToxcudenso[b]lTtuoden-2-kapéonosas
KHCJIOTA

Cmecp  merun  5-Opom-7-¢pTop-6-meTokcuben3o[b]ruoden-2-kapOokcunara
(4.066 T, 12.70 mmonb) B TT'® (60 M), MeOH (8 min) u Boxe (20 mur) oOpabaTsiBarOT
nopuusMu ruapokcuna jgutus (0.915 r, 38.20 mmons). [lonyyeHHyrO B pe3yibTaTe
cmech mnepememuBaroT npu KT B Teuenue 1 u. Oxnaxpennytoo (0°C) PM 3zartem
noakucisitoT nyteMm nobasnenHus 2 M Bonn. HCl m opraHmdeckue pacTBOPHUTENH
YAQJISAIOT TPH TOHM)XKEHHOM JAaBieHUH. [loNydeHHYH CYCHeH3WK QUIBTPYIOT U
OTZEJIEHHOE TBEPJOE BEIIECTBO MPOMBIBAIOT BOJOW M CyLIAT B BBICOKOM BaKyyMme C
MOJy4eHUEM ChIpOU 5-6pom-7-pTop-6-metokcubenso[b]ruoden-2-kapOoHOBOMU
KHCJIOTHI B BUJE HE cCOoBceM Oeyoro TBepmoro Bemectsa (4.082 r, KOJIMYECTBEHHBIN ).
KX-MC B: tg = 0.92 muH; 6€3 HOHH3AI[HU.

A.1.102.5. MeTtua S5-6pom-7-¢pTop-6-meToxkcudenso[b]Tuoden-2-
KapOokcujaar

K oxnaxnennoit (0°C) cycnensuu 5-0pom-2,3-audrop-4-meTokcubeH3aapaernaa
(3.635 1, 13.70 mmonb) u kapbonara kanusa (2.904 r, 20.60 mmonr) B JIMPA (30 mu)
IO KarasiM 100aBisioT MeTHn 2-mepkanrtoaueraT (1.55 mu, 16.50 mMmonb), u cmech
nepemewmnBaroT npu KT B Teuenue 1 4, u 3arem HarpeBaroT 1o 60°C B Teuenue 1.5 u.
PM npator oxjamutbesi no KT, moOaBnsitoT BOOy, W TOJYYEHHYK B pe3yjbTaTe
cycnensuro mnepememuBatoT npu KT B Teuenue 15 mun. Ilocne QunbrpoBaHus,
MOJIYyYeHHOE TBEPAOE BEINECTBO NMPOMBIBAIOT BOJOW W CyLIAT B BBICOKOM BaKyyMme C
NnoJy4eHueM MeTuia S-0poM-7-prop-6-MeTokcubenso[b]ruoden-2-kapbokcunara B
Bue OecuBeTHOro TBepaoro BemectBa (4.066 r, 93%). KX-MC B: tg = 1.08 muH; 6e3
MOHHU3ALHH.

A.1.102.6. S-bpom-2,3-nudprop-4-meTokcudeH3aabaerua

K pactBopy 5-6pom-2,3-nudtop-4-runpokcudensanpaernaa (4.700 r, 19.10
mmoJib) B 0e3B. JIM®PA (50 ma) nmpu KT nobasnstor kapOonat uesus (7.475 r, 22.90
MMoJib) U HoameTtan (2.40 mu, 38.20 MMOJIB), U TOJNYYEHHYIO B PE3yJIbTaTe CMECH
nepememnBaroT npu KT B atmochepe azora B Teuenne Houn. JlobasnsaroTt Boay u Et,O
U cJou pasaenstoT. BoaHbelil cnoit nBa pasza skcTparupyroT ¢ nomouipio Et,O u

O6”be)_'[I/IHeHHbIe OpraHU4YC€CKHUE CJIOU MNMPOMBIBAOT COJICBBIM pPAaCTBOPOM, CylIaT HanQ
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6e3B. MgSO,, QunbTpyrOT U KOHUEHTPUPYIOT MPU MOHUKEHHOM naBiieHuu. QUHUCTKA C
nomompio ®X (ot renrana no cmecu rentan/EtOAc = 1/1) naer 5-6pom-2,3-gudrop-
4-meTokcubOeH3aNpAerul B BUIE He coBceM Oejoro TBepmoro BemectBa (3.635 r,
76%). XKX-MC B: tg = 0.92 muH; 63 HOHHU3ALHH.

A.1.102.7. 5-Bpom-2,3-nu¢Top-4-ruapoxkcudeH3ajbaerua

Oxnaxnennsiii (0°C) pactBop 2,3-nudrop-4-ruapokcudenszanbaerunaa (4.600 r,
27.90 mmounb) u aguusonpommiamuaa (0.391 ma, 2.79 mmons) B 6e3B. JAXM (20 min)
oOpabaThIBalOT MO KamisiM pacTtBopoM N-Opomcykunuaumuna (5.220 r, 29.30 mMounb) B
0e3B. XM (130 wmuxa). IlonydeHHyO B pe3ysibTaTe CMECh IOMOJHHUTEIBHO
nepememnBaoT npu 0°C B atmochepe azora B Teuenune 1 4. J[oGaBisIlOT BOAY H CJIOH
pasnensroT. BoaHBI CciooW  ABa  pasza  JKCTparupyrT ¢ nomowmbpo XM wu
0o0beIMHEHHbIE OPraHMYECKHE CJIOM IPOMBIBAIOT COJIEBBIM PAaCTBOPOM, CYIIAT Haj
6e3B. MgSO,, unbTpyrOT 1 KOHUEHTPUPYIOT MPU MOHMKEHHOM aaBjieHnu. QUuCTKA C
nomombio ®X (ot renrana no cmecu rentan/EtOAc = 1/1) naer 5-6pom-2,3-gudrop-
4-runpokcubeH3anpaerua B Bune OexeBoro Teepaoro Bemectsa (4.575 1, 69%). KX-
MC B: tg = 0.77 mMuH; 6€3 HOHU3AIHH.

A.1.103. 6-Xn0p-N-(2-(3-x10p6en3o[b]Tuoden-S-ua)rTua)nupumMmuauH-4-
AMHH

K pactBopy runpoxmnopuna 2-(3-xnopOenso[b]ruoden-5-un)sran-1-amuna
(0.537 r, 1.94 mmonb) B 2-nponanone (15 mn) npu KT nobasastor TEA (0.947 wmu,
6.80 mmonb) u 4,6-nuxnopnupumunu (0.347 r, 2.33 MMONb), U CMEeChb HarpeBarT B
cocyne ¢ obpatHeiM xosonmwibHHKOM (90°C) B aTMocdepe a3ora B TeueHue 2 4. PM
naroT oxyuanutkes 1o KT, mobasnsror XM u Boay, u ciou pasneisitoT. BogH. cioi
IBa pas3a JKCTparupyrwT ¢ nomombd XM u oObequHEHHbIE OpraHUYEeCKHe CJIOU
3aTeM MPOMBIBAIOT COJIEBBIM pPAcTBOPOM, cymar Hax 0e3B. MgSO4, GuIbTPYIOT H
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBiieHnU. Ouuctka ¢ momouipo @X (OT renrtaHa
no cmecu rentaH/EtOAc = 1/1) maer 6-xmop-N-(2-(3-xnopben3o[b]tuoden-5-
WJI1)3THJI)TUPUMHUANH-4-aMUH B BHUIE CBETJO-XKeJNTOro Teepnoro BemectBa (0.574 r,
91%). XKX-MC B: tg = 1.04 mun; [M+H]" = 324.03.

A.1.103.1. T'uapoxyopua 2-(3-xaopdenso[b]Tuoden-S-ua)atan-1-amuna

K pactBopy mpem-0ytun (2-(3-xnopoen3o[b]tuoden-5-mn)stun)kapdbamara (943
mr, 2.57 mmons) B AXM (15 mia) mobGasmstor 4 M HCl B nuokcane (6.5 mu, 26.0
MMOJIb), U cMech nepememuBaroT npu KT B Tedenue 2 u. PM 3areM oxnaxaamT Ha

JensHo OaHe B TedeHMe 15 MHH W TOJIYyYEHHOE TBEPAOE  BEIIECTBO
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OTPUIBTPOBHIBAIOT U AOMOJHUTENBHO CYIIAT B BBICOKOM BaKyyMeé C MOJy4YE€HHUEM
ruapoxiopuna 2-(3-xmopbenso[b]ruoden-5-un)sran-1-aMmuHa B  BUIOE  CBETJO-
OpaHKeBOTro TBEpAOro BemecTsa (537 mr, 84%). JKX-MC B: tg = 0.63 mun; [M+H]" =
212.16.

A.1.103.2. Tpem-0yTua (2-(3-xaopoenso|b]ruoden-S-ua)atua)kapdamar

Cmech 5-Opom-3-xmopbOenso[b]tuodena (1.275 r, 3.78 wmmonsw), (2-((mpem-
OytokcukapOoHm)aMuHO )3T )TpudTopdopara kamus (0.957 r, 3.81 mMMmoab)
kapOonara we3ust (3.690 r, 11.30 mmonb) B Tonmyosne (24 mu) u Bome (12 wmu)
NerasupyroT TPU pasa a3oToM. 3atem aobapisroT aueratr namnanus(ll) (42.4 mr, 0.18
mMoib) 1 RuPhos (185 mr, 0.37 mMmonb), u cmech HarpeBatoT 10 95°C B atmocdepe
azora B TeueHue Houu. PM pmarot oxnaautecs no KT, nobamisoT BOOy M CMeCh ABa
pasa skctparupyT ¢ nmomoibpio EtOAc. OO0benquHeHHbIE OPpraHUYEeCKUE CJIOW 3aTeM
NMPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 60e3B. MgSO,, ¢unpTpyroT u
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM AaBieHuu. Ouucrka ¢ momouipo @X (oT renrTaHa
no cmecu rentan/EtOAc = 7/3) maer mpem-6ytun (2-(3-xnopbenszo[b]ruoden-5-
wi1)3TUN)KkapbaMar B BUJE CBETIO-kenToro Teepaoro semectsa (0.943 r, 80%). XKX-
MC B: tg = 1.06 muH; 0€3 HOHH3AI[HH.

A.1.103.3. S-Bpom-3-xjgopoen3o[b]Tuoden

Cmecp 5-0pom-3-xmopOenso[b]ruoden-2-kapoonosoit kucaorel (1.529 r, 3.89
mMmoib) u okcuaa meau(l) (0.278 r, 1.95 mmonp) B IM®PA (35 mi) HarpeBarwT a0
140°C B armocdepe a3zora B TeueHume Hounm. PM naror oxmagutbes no KT u
GUIBTPYIOT dYepe3 LeJuT sl YIOAJeHUs COJied MenHu, KOTOpble MPOMBIBAIOT C
nomombio Et,O. K dunbrpary nobasnsitor Boay u Et,O u cnou pasnensitor. BoaHbli
CJIOH J1Ba pasa 3KCTparupyroT ¢ noMmousio Et,O n o0beguHEeHHbIE OPTaHUYECKHUE CJIOU
MPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO4, ¢unpTpyroT u
KOHIIEHTPUPYIOT MPHU MOHWKEHHOM aaBieHuu. Ouucrka ¢ momouipo @X (OT renrTaHa
no cmecu rentaH/EtOAc = 4/1) naer 5-0pom-3-xyopOenso[b]tuoden B Bume
OdecuBeTHoro TBepmoro BemectBa (1.275 r, 96%). KX-MC B: tg = 1.06 muH; 0e3
MOHHU3ALHH.

A.1.103.4. S-Bpom-3-xjopoen3o[b]tuoden-2-kap6oHoBas Kucjaora

PactBop metun 5-O6pom-3-xmopbenso[b]ruoden-2-kapbokcunara (1.604 r, 4.56
mMoib) B TT'® (44 mu), MeOH (5 mi) u Bome (15 mia) oOpabarsiBarOT MOPUHSMH
ruapokcuna nutus (0.334 r, 13.70 mmonp), u cmecr nepememmuBaroT npu KT B

teueHne | 1. Oxnaxnennyio (0°C) PM 3arem mopkucisitoT nyteM noOasieHus 2 M
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BogH. HCl um opranmueckue pacTBOPUTENH YIAISAIOT NMPHU NOHUKEHHOM JaBJIEHHH.
ITony4eHHYIO B pe3yJbTaTe CyCNEeH3UI0 QUIBTPYIOT U MOJYUYEHHOE TBEPAOE BELIECTBO
IPOMBIBAIOT BOAON M CylIaT B BBICOKOM BAaKyyMe C IOJydeHHEM CBIpod S5-Opom-3-
xjgopOeH3o[b]tnodpen-2-kapOOHOBON KHUCIOTBI B BHUIE CBETJO-XKEJITOTO TBEPIOrO
BemecTBa (1.529 r, 82%). XKKX-MC B: tg = 0.93 muH; 0€3 HOHHU3ALMH.

A.1.103.5. Metua 5-6pom-3-xaopo6en3o[b]Tuoden-2-kapookcuiaar

K pactBopy Metrun 3-amuHo-5-OpombOenso[b]ruoden-2-kapbokcunara (4.000 r,
13.30 mmonb) B 6e3B. MeCN (70 mu) noGasastor xiaopun menu(ll) (1.841 r, 13.30
MMOJIb), U cMecb HarpeBarT no 45°C B armocdepe asorta. 3areM N0 KarlisiM
nobasnsrT pacteop mpem-oytunaurpura (1.74 ma, 14.60 mmons) B 6e3B. MeCN (2
MJI), U TIOJIYyYCHHYIO B pe3yJibTaTe cMech HarpeBaroT npu 45°C B atmocdepe a3ora B
teuenue | 4. PM 3arem parot oxnanutbecss A0 KT u KOHUEHTpUPYIOT nOCyxa HpH
noHmwkeHHoM nasieHun. JloGasnsror JIXM, TBepable BemecTBa YAANSIOT MNyTeM
¢unprpoBaHus W (QUIBTPAT KOHLUEHTPHUPYIOT AOCYXa MPHU MOHUKEHHOM JIaBJICHUU.
Ouncrtka ¢ momompio ®X (ot renrana no cmecu rentan/EtOAc = 3/1) naet meTun 5-
opom-3-xnmopOenso[b]tuoden-2-kapOokcuiaT B BHUIE KEJITOTO TBEPAOrO BEHIECTBA
(1.604 r, 40%). KX-MC B: tg = 1.09 muH; 63 HOHU3ALHUH.

A.1.104. 6-Xnop-N-(2-(4-¢pTopbenso[b]Tuoden-S-ua)dyrua)nupumuaun-4-
AMHH

K pactBopy rugpoxmnopuna 2-(4-propbenso[b]tuoden-5-un)sran-1-amuHa
(1.109 1, 4.79 mmonsb) B 2-nponanone (24 mu) npu KT noGasmnsror TEA (1.67 wmu,
12.00 mmounb) u 4,6-nuxiaopnupumunud (0.856 r, 5.74 MMoJb), U CMECh HAarpeBalT B
cocyne ¢ obpatHeiM xononuiabHukoM (90°C) B atmochepe azora B TeueHue 1 4. PM
3ateM narotT oxjanutbes 1o KT, noGasmstor AXM u Boay, U ciou pasnenstoT. BonaH.
CIIOH IBa pasa 3KCTParupyroT ¢ noMoibo XM u oO0beIuHEHHbIE OPraHUYECKHUE CIIOU
NPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hany 60e3B. MgSO,, dunpTpyror u
KOHIIEHTPUPYIOT NPHU MOHIMXEHHOM naBieHnu. Ouuctka ¢ momouipo @X (OT renrtaHa
no EtOAc) naer 6-xmop-N-(2-(4-pTopbenzo[b]ruodhen-5-un)stun)nupuMuana-4-aMuH
B BUAe OeciseTHOro teepaoro semectsa (1.269 r, 86%). XKX-MC B: tg = 1.00 mus;
[M+H]" =308.13.

A.1.104.1. 'uapoxaopuna 2-(4-¢propéenso[b]tuoden-S-un)rtan-1-amuna

K pacrBopy mpem-6ytun (2-(4-propOenso[b]ruoden-5-un)atun)kapbamara
(1.620 1, 5.48 mmonp) B AXM (27 mn) nobasnstor 4 M HCI B nnokcane (8.2 mu, 32.8

MMOJb), U cMech nepememnBaoT npu KT B Teuenne Houn. PM 3arem ¢punptpyror ¢
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nonyuyeHueM runpoxiopuna 2-(4-propbenso[b]tuoden-5-un)stan-1-amuHa B Bune
O€ecCIBETHOrO TBEPAOTO BELIECTBA, KOTOPOE MAOMOJHHUTENBHO CYLIAT B BBICOKOM
Bakyyme (1.109 r, 87%). KX-MC B: tg = 0.57 mun; [M+H]" = 196.07.

A.1.104.2. Tpem-oyTua (2-(4-propodenso[b]ruoden-S-ua)rTua)kapdéamar

Cmecp 4-pTopOenso[b]ruoden-5-un tpudropmerancynsdponara (2.160 r, 7.19
MMOJb), (2-((mpem-OytokcukapOonun)amMuuo)3Tun)rpudropbopara kanus (1.987 r,
7.91 mmonb) u kapbonarta uesus (7.032 r, 21.60 mmons) B Toayone (34 mia) u Bode
(8.5 mu) mera3upyrT TpU pasa a3oToMm. 3atem modapistoT anerat namnanus(Il) (80.8
mr, 0.36 mmosb) u RuPhos (353 wmr, 0.71 mmonb), u cMech HarpeBaroT a0 95°C B
atmoc(epe azora B TedyeHue Houn. PM narot oxjaautbes no KT, nobGasnsitoT Boay u
CMecChb NIBa pasza 3kcTparupyrT ¢ momombio EtOAc. OObenuHeHHbIE OpraHHUYECKHE
CJIOM TPOMBIBAIOT COJIEBBIM pacTBOpPOM, cymaTr Haj 0e3B. MgSO,, ¢unpTpyroT u
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBieHnu. Ouuctka ¢ momouipo @X (OT renrtaHa
no cmecu rentan/EtOAc = 1/1) nmaer mpem-6ytun (2-(4-¢propbenso[b]ruoden-5-
un)stiin)kapbamat B Buae xkenroro macia (1.620 r, 76%). XKX-MC B: tg = 1.02 muH;
0e3 noHu3auuH.

A.1.104.3. 4-P1opbdenso[b]tuoden-S-ua rpudpropmerancynabdpoHart

PactBop 4-propbenso[b]tuoden-5-ona (1.230 r, 7.31 mmonb) u TEA (2.65 mu,
19.00 mmonp) B O6e3B. JAXM (38 ma) mpu KT oOpabareBator mopuusmu 1,1,1-
tpudpTop-N-penmn-N-((tpudpropmeTun)cynbponun)merancynbponamuna (3.167 r,
8.78 mmoinb), u cmech nepememuBaoT npu KT B atmocdepe azora B TeueHue HOYH.
PM 3aTeM KOHLEHTPUPYIOT AOCYyXa MPH MOHUKEHHOM JAaBlieHHH. O4HCTKa C TOMOIIBIO
®X (ot rentana no cmecu rentadn/EtOAc = 1/1) naet 4-propOenso[b]ruoden-5-un
TpudTopmMeTaHCcyIb(POHAT B BUIE KeaTOro Teepaoro BemecTsa (2.160 r, 98%). XKX-
MC B: tg = 1.10 MuH; 6€3 HOHU3AIHH.

A.1.104.4. 4-®Topben3o|b]Tuoden-5-on

Cwmecp 4-prop-5-(MeTokcumerokcu)oenso[b]tuodpena (2.050 r, 9.84 mmonb) B
MeOH (22 mn) u XM (22 mn) obpadareiBator 12 M Bona. HCl (1.64 mm; 19.68
MMOJIb) U MOJYYEHHYIO B pe3ysbTare cycrneH3uio nepememusaroT npu KT B TeueHnue
Houu. Jlobapmsitor Bomy u JAXM wu cinom pasgensitor. BonHbeiii crmoil aBa pasa
3KCTparupyroT ¢ nomombio JIXM u oObenuHEHHbIE OPTAaHUYECKHE CJIOU MPOMBIBAIOT
COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO4, GUIBTPYIOT M KOHIEHTPHUPYIOT MpPHU

noHmwxkeHHoM napjeHnu. Ouucrka ¢ nmomompio ®X (ot remrana no renran/EtOAc =
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3/2) nmaetr 4-dpropOenso[b]ruoden-5-on B Bume opamxenoro macma (1.230 r, 74%).
KX-MC B: tg = 0.77 muH; 6€3 HOHH3AI[HH.

A.1.104.5. 4-P1op-5-(MeTokcumMeToKkcH)0ens3o[b]Tuoden

K OXJIAXKJEHHOMY (-78°C) pacTBOpy 4-6pom-5-
(metokcumeTokcu)oenso[b]tuopena (2.730 r, 9.99 Mmosb, MOJyUeHHE OMHUCAHO B
A.1.95.6.) B 6e3B. Et;0 (100 ma) mo kamnsm pobasnsaroT pactBop BuLi (1.6 M B
rekcanax, 6.20 mu, 9.92 MMOJIb), U CMECh JOIMOJHUTEIbHO NepeMemnBaoT npu -78°C
B armoc(epe a3zora B Teuenne 10 muH. K paHee mojydeHHOW CMeCH MO KaruisiM
nobapisitoT pactBop N-dpTop-N-(dhenuncynbdonmn)densoncynbponamuna (3.249 r,
9.99 mmonp) B 6e3B. TT'® (100 ma) u mepememmBaHue nponospkarT npu -78°C B
atMocdepe azora B Teuenne 25 muH. OxnaxaeraHyio (0°C) PM 3arem oOpabaTsiBaroT
no KarasMm Boxoi u marot Harperbes no KT. Jlo6asnsaroT EtOAc u ciou pasnensror.
Bonublii cnoit gBa pasa skcTparupyoT ¢ nomombilo EtOAc u oObennHeHHbIE
OpPraHWYeCcKHe CJIOH MPOMBIBAIOT COJEBBIM pPacTBOPOM, cymaTr Hax 0e3B. MgSO,
GUABTPYIOT M KOHLEHTPUPYIOT NPH MOHMXEHHOM HaBjeHHH. OUYHCTKA C MOMOIIBIO
®X (or remnrana npo cmecu rentad/EtOAc = 1/1) nmaer 4-drop-5-
(meToxkcumeTokcu)oenso[b]tuoden B Bume skenroro macia (1.906 r, 90%). XKX-MC
B: tg = 0.93 MuH; O0e3 HOHHU3AIUH.

A.1.105.  6-Xgaop-N-(2-(7-meTnadenso[b]tuoden-6-na)3Tua)nupuMuana-4-
AMMH

K pacrBopy ruzapoxnopuna 2-(7-metunbdenszo[b]tuoden-6-un)stan-1-amuna
(0.448 1, 1.97 mmonp) B 2-tiponanosie (10 mn) npu KT goGasnstor TEA (0.685 wmu,
492 mmonb) u 4,6-muxnopnupumuaud (0.352 1, 2.36 MMOJb), U TOJYUYEHHYIO B
pe3yibTaTe CMeCh HArpeBalOT B cocyne ¢ oOpaTHeiM xonoauibHukoMm (90°C) B
atmocepe azora B Teuenue 4 4. PM narot oxnaauthes no KT, nmobasnsror XM u
BOJAY, U CJIOHU pa3faensatoT. BoaH. cinoil aBa pas3a 3kcTparupyrT ¢ nomouipio JAXM u
0o0beIMHEHHbIE OPTraHMYECKHE CJIOM INPOMBIBAIOT COJIEBBIM PAaCTBOPOM, CYIIAT Haj
6e3B. MgSOy, QUIBTPYIOT U KOHUEHTPUPYIOT NPH MOHMKEHHOM JaBieHUU. OUHCTKA C
nomombo @X (ot renrana no EtOAc) naer 6-xmop-N-(2-(7-metunbdenso[b]ruodpen-6-
WJT)3TUI ) TUPUMUIMH-4-aMUH B BUAe OecuBeTHOro TBepaoro semectna (0.302 r, 51%).
XKX-MC B: tg = 1.02 mun; [M+H]" = 304.21.

A.1.105.1. 'uapoxaopua 2-(7-metundenso|b]tuoden-6-ua)iran-1-amuna

K pacrBopy mpem-6ytun (2-(7-metundenso[b]ruoden-6-un)stun)kapdbamara

(0.362 1, 1.24 mmons) B AXM (12 mu) noGasmsiror 4 M HCl B nuokcane (1.86 wmu,
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7.44 wmmonb), u cmech mnepememuBaroT npu KT B Teuenme 2 u. PM 3arem
KOHIIEHTPUPYIOT NpPH NOHWKEHHOM JaBIEHHU C NOojJydeHuem ruapoxiopuna 2-(7-
metunOen3o[b]tuoden-6-un)stan-1-aMmuHa B Buae OECLBETHOrO TBEPIOrO BEIIECTBA,
KOTOpPO€ AOMOJHUTENbHO CcyIaT B BbICOKOM BakyyMme (0.254 r, 90%). )KX-MC B: tg =
0.59 mun; [M+H]" = 192.19.

A.1.105.2. Tpem-6yTun (2-(7-merundenszo|b]tuoden-6-ua)rrtuia)kapébamar

Cmech 6-Opom-7-metundenszo[b]tuodena (0.338 r, 1.49 mmonsw), (2-((mpem-
OytokcukapOoHus)aMuHo )aTua)rpudropdopara kanus (0.411 r, 1.64 mMMmonb) u
kapbonara uesusi (1.456 r, 4.47 mmoinb) B Tosyose (8 M) u Boge (2 Mi1) HerasupyroT
Tpu pas3a azoToM. 3arem nobOasinsror anerat namtagusi(Il) (16.7 mr, 0.074 mmonb) u
RuPhos (73.2 mr, 0.14 mmounb), u cMech HarpeBaroT a0 95°C B armocdepe a3zota B
teyeHne Houu. PM narotr oxnaauthes no KT, mobapisitoT BoAy W CMecCh JBa pasa
skctparupyoT ¢ nomomblo EtOAc. OObenuHeHHbIE OpraHUYECKHE CJIOH 3aTeM
MPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO,, ¢unpTpyroT u
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBieHnu. Ouuctka ¢ momouipo X (OT renraHa
no cmecu rentad/EtOAc = 1/1) naer mpem-6ytun (2-(7-merunbensol[b]ruopen-6-
un)stiin)kapbamart B Buae xkenroro macia (0.362 r, 83%). dKX-MC B: tg = 1.05 muHs;
0e3 noHU3aLHH.

A.1.105.3. 6-Bpom-7-meTtnaben3o[b]tuoden

Cwmech 6-Opom-7-metunbenso[b]ruoden-2-kapobonosoii kucaorsl (0.492 r, 1.81
mMoib) U okcuna meau(l) (64.9 wmr, 0.45 mmonr) B IM®PA (9 mia) HarpeBarT 10
140°C B armochepe aszora B TedyeHwe HO4YH. PM naror oxmaautbes a0 KT wu
GUIBTPYIOT dYepe3 LeNuT sl yIAaJeHUs COoJed MenHu, KOTOpbie MPOMBIBAIOT C
nomombio Et,O. K dunbrpary nobasnstor Boay u Et,O u cinou pasnensitor. BoaHbli
CJIOH Ba pas3a 3KCTparupyroT ¢ noMoupio Et,O n o0bequHEeHHBIE OPTaHUYECKHE CIIOU
NPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO,, ¢unpTpyroT u
KOHIIEHTPUPYIOT NPHU MOHIMXEHHOM naBieHnu. Ouuctka ¢ momouipo @X (OT renrtaHa
no cmecu rentadn/EtOAc = 9/1) naet 6-Opom-7-metundenso[b]tuodeH B BUIE KENTOTO
macnia (0.338 r, 82%). dKX-MC B: tg = 1.04 MmuH; 6€3 HOHU3ALUH.

A.1.105.4. 6-Bpom-7-meruabens3o[b]ruoden-2-kapoonoBasi Kucaora

Cmechr metun 6-Opom-7-metundenso[b]ruoden-2-kapbokcunara (0.538 r, 1.83
mMonb) B TI'® (15 mn), MeOH (1.5 ma) u Bome (5 mu) oOpabaThBalOT MOPLUHUSAMH
ruapokcuna jutus (0.131 r, 5.49 MMonb), W TMOJNY4YEHHYI B pe3yJbTaTe CMECH

nepememnBaroT npu KT B Teuenue 45 wmun. Oxnaxnennyroo (0°C) PM 3arem
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noakucisoT nyteMm pobasnenus 2 M BonH. HCl m opranmueckue pacTBOpPHUTENH
YAAJIAIOT TPU TOHWKEHHOM paBieHuH. llodyueHHyI0 B pe3yjbTaTe CyCIEH3HUIO
(GUABTPYIOT U MOJYYEHHOE TBEPAOE BEIIECTBO MPOMBIBAIOT BOAOH U CYIIAT B BBICOKOM
BaKyyMe ¢ mojy4eHueM 6-Opom-7-metundeHzo[b]tuoden-2-kapOOHOBONW KHUCIOTHI B
Buae OecusetHoro Teepaoro Bemectna (0.492 r, 99%). )KX-MC B: tg = 0.92 muH; 6e3
MOHU3ALNU.

A.1.105.5. MeTua 6-6pom-7-metusoenso|b]ruoden-2-kapoéokcuaar

K oxnaxnennoit (0°C) cmecu 4-6pom-2-¢prop-3-merundensanpaeruna (1.638 r,
7.40 mmonb) u kapOonara kanus (1.565 r, 11.10 mmounb) B AM®PA (20 M) mo Kamisam
nobasnsroT Merun 2-mepkanrtoaueraT (0.835 mu, 8.88 MMoOnbp), MU MONYYEHHYIO B
pesynbraTte cmech mnepememuBaroT npu KT B atmocdepe aszora B TeueHume 1 d.
HobasnsaroT Bony u EtOAc u cinou pasnenstor. BogHbiii ciioil ABa pasa 3KCTParupyroT
¢ nmomombo EtOAc m oObennMHEHHbIE OpPTaHUYECKHE CJIOM IPOMBIBAIOT COJIEBBIM
pactBopoM, cymatr Hax 60e3B. MgSO,, QuIbTPYIOT W KOHUEHTPUPYIOT MpPH
noHmXeHHOM paBieHuu. Oumctka ¢ nomombro DX (oT remraHa 10 cMecu
rentad/EtOAc = 4/1) naer metun 6-6pom-7-metundenso[b]ruoden-2-kapbokcunar B
Bune OecuserHoro Tepaoro Bemectna (0.538 r, 26%). dKX-MC B: tg = 1.08 muH; 6e3
MOHU3ALNH.

A.1.105.6. 4-bpom-2-¢pTop-3-MmeTnadeH3anbpaerua

K oxnaxnennoit (0°C) cycnmensuu xijopxpomarta nupuaunus (2.509 r, 11.60
mMmonb) B Oe3B. JXM (30 wma) pobGaemsaror pactBop  (4-Opom-2-dTop-3-
metuapenun)meranona (1.700 r, 7.76 mmounsb) B 6e3B. IXM (25 M), U MOJyU4EeHHYIO B
pesynbraTe cMech nepememuBaroT npu 0°C B atMocdepe azora B TedeHue 15 MuH, u
3ateM npu KT B Teduenue 4 4. PM QuibTpyrOT depe3 LEITUT, IPOMBIBAsT ¢ MOMOLIBIO
JAXM, u ¢unbTpaT KOHUEHTPUPYIOT NPU MOHM)KEHHOM naBieHuu. Odvucrka c
nomompero DX (AXM) naer 4-6pom-2-pTop-3-MeTUNOEH3ANBACTHA B  BHUIE
OdecuBeTHoro TBepmoro BemectBa (1.638 r, 97%). KX-MC B: tg = 0.92 muH; 0e3
MOHHU3ALHH.

A.1.105.7. (4-Bpom-2-¢Top-3-MeTHI(PEHUT)METAHOT

K oxmaxnennomy (-78°C) pactBopy metun 4-0pom-2-¢prop-3-merundeH3zoara
(2.000 r, 7.85 mmonp) B Oe3B. Tomyose (55 mi) mo kamisiM HOOABISIIOT PacTBOP
ruapuaa nuuzodyrunanromMuausa (1 M B Tonyone, 23.6 mi, 23.6 mmons). [TonydeHHyI0
B pPe3yJbTaTe€ CMECh JIOIMOJHHUTEIbHO NepemenupaoT npu -78°C B atmocdepe a3ora B

tedyeHue 45 MuH, u 3arem npu 0°C B Teuenue 30 muH. OxnaxnaeHHyro PM
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nocienoBareabHo obpabarsiBatoT Bomod (22 mia) m 2.8 H. BogH. NaOH (0.5 min) u
nepememnBanue nponoyokaroT npu KT B Teuenne 1 u. JloGasnsror EtOAc u Bony,
CIIOM pa3AeNdArT M BOAHBIM CJIOHW [Ba pas3a sKcTparupyroT ¢ nomowmbro EtOAc.
OObennHeHHble OpraHudeckue ciou cymar Hax Oe3B. MgSO4, QuiapTpyroT H
KOHLEHTPUPYIOT INPHU TOHMKEHHOM JaBJeHUHn ¢ mnonaydeHuem (4-Opom-2-¢prop-3-
MeTUI(PEHMIT)MeTaHolNa B BUAE OECHBETHOIO TBEPAOro BELIECTBAa, KOTOPOeE
JOTIOJTHUTENIBHO CcymaT B BbICOKOM Bakyyme (1.700 r, 99%). XKX-MC B: tg = 0.81
MHH; 0€3 HOHU3AI[UH.

A.1.106. 6-Xnaop-N-(2-(7-(au¢pTopmeToxcu)-2,3-
auruapodenso[b][1,4]|AnoKkcHUH-6-UJI)3THI)NUPUMUAUH-4-AaMUH

K pacTBoOpy rUpoxjopuna 2-(7-(nupropmeTokcu)-2,3-
nuruapobenso[b][1,4]auokcun-6-mn)sran-1-amuna (1.000 r, 3.55 wmmonp) B 2-
nponanoie (20 mn) mpu KT pobGasastor TEA (1.24 wmn, 8.88 wmmonb) u 4,6-
nuxiaoprnupumuanH (0.635 r, 4.26 MMOnb), W TMOJNYYEHHYIO B pE3yJIbTAaTe CMECH
HarpeBarT B cocyne ¢ oOpatHeiM xojomuwibHuKOM (95°C) B atmocdepe azora B
teyeHne 2.5 1. PM paror oxmagutees no KT, goGasnsror AXM u Bomy, W cliou
pazgenstor. BogH. cioli nBa pasa skctparupyroT ¢ noMmombio JXM u o0bennHEeHHbIE
OpraHUYecKHue CJIOM IPOMBIBAIOT COJIEBBIM pPAacTBOPOM, cymaT Hax 0e3B. MgSOy,
GUABTPYIOT M KOHLEHTPUPYIOT NPH IMOHMXEHHOM JaBjeHHH. OUHUCTKA C MOMOIIBIO
®X (or remnrama po EtOAc) npmaer 6-xaop-N-(2-(7-(nudpropmerokcu)-2,3-
auruapoben3o[b][1,4] anokcHH-6-1IT)3THI)TUPUMHANH-4-aMUH B BHUAE OECLIBETHOIO
tBepaoro semecTsa (1.290 r, konuuecrBenusiii). JKX-MC B: tg = 0.95 mun; [M+H]" =
358.07.

A.1.106.1. I'mapoxaopun 2-(7-(andTopmeTorcu)-2,3-
auruapodenso[b][1,4]anoxcun-6-ua)3Tan-1-amuna

K pacTBOpy mpem-0yTua (2-(7-(nudpTopmerokcu)-2,3-
auruapobenso[b][1,4]auokcun-6-un)stun)kapdbamara (1.970 r, 5.70 mmons) B JAXM
(25 wmn) pobamasror 4 M HCl B puokcane (8.55 wmu, 34.20 MMonb), M CMeCh
nepememnBaroT npu KT B Teuenuwe 1.5 4. PM KOHUEHTPUPYIOT NPU MNOHUKEHHOM
JaBJIE€HUU c MOJly4YeHUEM TUApOXJopUua 2-(7-(nupropmeTokcu)-2,3-
aurunpodenszo[b][1,4]auokcuH-6-mn)3TaH-1-aMmuEa B BUIAEe OECUBETHOIO TBEPIOTO
BEI[ECTBA, KOTOPOE JOTOJHHUTENbHO CyIIaT B BeICOKOM BakyyMme (1.480 r, 92%). XKX-

MC B: tg = 0.54 mun; [M+H]" = 246.10.
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A.1.106.2. Tpem-6yTua (2-(7-(andpTopmeTorcu)-2,3-
auruapodenso[b][1,4]anokcun-6-ua)3Tua)kapdéamar

Cmecp 6-06pom-7-(aupropmerokcu)-2,3-qurunpodenso[b][1,4]auokcuna (1.900
r, 6.76 mmonb), (2-((mpem-0yToxcukapOoHuI)aMuHO)ITHI)TpUPTOpOOpaTa KaIUA
(1.867 r, 7.44 mmonp) u kapbonara nesus (6.608 r, 20.30 mmonb) B Toamyose (45 mu)
u Boze (15 mu) merasupyroT Tpu pasza a30ToM. 3aTeM no0aBisoT anerat najiaaus(1l)
(76 mr, 0.33 mmoab) u RuPhos (332 mr, 0.67 MMonb), 1 cMech HarpeBaroT 10 95°C B
atmoc(epe azora B TedyeHue Houn. PM narot oxjagutrbes no KT, mobGasnsitoT Boay u
CMeChb NIBa pasza 3kcTparupyrT ¢ momombio EtOAc. OO0benuHeHHbIE OpPraHUYECKHE
CJIOM TPOMBIBAIOT COJIEBBIM pacTBOpOM, cymaTr Haj 0e3B. MgSO,, ¢unpTpyroT u
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBiieHMH. Ouuctka ¢ momouipto @X (oT renrtaHa
no cmecu rentaH/EtOAc = 1/1) npaer mpem-0ytun (2-(7-(nudpropmerokcu)-2,3-
aurunpodenszo[b][1,4]auokcun-6-mn)3THin)kapbamMaTr B BUIOE  OJEIHO-KENTOTO
tBepaoro Bemectsa (1.970 r, 84%). )KX-MC B: tg = 0.99 muH; 6€3 noHHU3aLUH.

A.1.106.3. 6-Bpom-7-(audTopmeTorcu)-2,3-guruapodenso|b][1,4]anoxcun

K oxnaxneanomy (0°C) pactBopy 7-Opom-2,3-nuruapobenso[b][1,4]nuokcun-6-
ona (1.850 r, 8.01 mmonb) B MeCN (45 min) u Boge (45 mia) no0aBiasOT THAPOKCHN
kanus (8.986 r, 160.00 mmounb), u cmech nepememuBaroT npu KT B Teuenne 30 muH.
[TonyueHHyo B pesynbTraTe cMech oxyaxzaaloT no -30°C, oOpabaThiBalOT OUITUI
(6pomnudpropmerun)pocponarom (2.9 mu, 16.00 MMonb) B BUAE OAHOH MOPLUUU U
nepememuBaoT npu KT B Teuenue 75 mun. PM paszbasnsaroT ¢ nomowmsio Et,0, cion
pa3dessiioT U BOIHBIN CJIOH Ba pa3a d3KCTparupyoT ¢ nomoiibio Et,O. O0benrHeHHbIE
OpraHuvYecKHue Cjou TnocienoBarenpbHO npombiBaroT | M BoaH. NaOH, Bomoit u
COJIEBBIM PACTBOPOM U 3aTeM cymart Hajx 6e3B. MgSOy, GUIBTPYIOT U KOHUEHTPUPYIOT
npu moHMXKeHHOM pnapieHun. Oumctka ¢ nomoupio ®X (oT remraHa OO CMecH
rentad/EtOAc = 3/7) naeT 6-06pom-7-(nudropmeTokcu)-2,3-
aurunpodenszo[b][1,4]auokcun B BHAe OecrBeTHOro TBepaoro BemectBa (1.900 r,
84%). XX-MC B: tg = 0.96 musn, 0e3 HOHU3ALUH.

A.1.106.4. 7-Bpom-2,3-gauruapodenso[b]|[1,4|amoxcun-6-oa

K pactBopy 2,3-gurunpobenso[b][1,4]auokcun-6-ona (5.000 r, 31.20 mmonb) B
6e3B. AM®PA (50 mn) npu KT nmopuusmu gobasnstor N-Opomcykuuaumun (5.557 r,
31.22 mmonb), u cmech nepememuarT npu KT B armocdepe azora B TeueHue 2 d.
Boimonustor eme oxHo noGasnenne N-Opomcyknuaumuzga (1.111 r, 6.24 mmouns), u

MOJIYYEHHYKD B pe3yJbTaTe€ CMeCh JAOMNOJHUTENbHO mnepememnBaroT npu KT B
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atmocepe azora B TeueHue 30 mMumH. PM oOpabaTeiBaloT BOOOW W TpU pasa
skctparupyot ¢ mnomoumbo Et,O/EtOAc. OObenuHeHHble OpraHUYecKue CJOU
MPOMBIBAIOT BOAOH U COJIEBBIM pacTBOpPOM, cymar Hax 0e3B. MgSOy, unbTpyoT u
KOHLIEHTPUPYIOT MPU MOHMXKEHHOM aaByeHuu. Ouncrka ¢ nomouipto X (oT renrtaHa
no cmecu rentan/EtOAc = 3/2) naet 7-6pom-2,3-nuruapobenso[b][1,4]nrnokcuH-6-01
B BuAe KpacHoro macia (4.120 r, 57%). XKX-MC B: tg = 0.75 muH; 063 HOHU3ALHH.

A.1.107. 6-Xaop-N-(2-(7-((Tpuu30npoONHJICHINI )ITHHNT)-2,3-
auruapodenso[b][1,4]|AnoKCcHUH-6-UJI)ITHI)NUPUMUAUH-4-AaMUH

K pacTBopy 2-(7-((TpUU30NIPONHIICHITUI )3TUHI )-2,3 -
auruapobenso[b][1,4]auokcun-6-mn)sran-1-amuna (0.770 r, 2.14 wmmonp) B 2-
nponanone (21 wmu) mpu KT nobasmsror TEA (0.745 wmia, 535 wmmonb) u 4,6-
nuxiaoprnupumuand (0.383 r, 2.57 MMOnb), W MOJNYYEHHYIO B pE3yJIbTaTe CMECH
HarpeBarT B cocyne ¢ oOpatHeiM xojomunbHuKOM (90°C) B atmocdepe azora B
tedeHne 2 4. PM paror oxjamutbess no KT, nmobasmstor AXM u BOmy, W Cliou
pazgenstor. BogH. cioli nBa pasa skcTparupyroT ¢ nomombo XM u o0bennHEeHHbIE
OpPraHUYeCKHE CJIOM IPOMBIBAIOT COJEBBIM pPAacTBOPOM, cymaTr Hax 0e3B. MgSO,
GUABTPYIOT M KOHLEHTPUPYIOT NPH IMOHMXEHHOM JaBjieHHH. OUYHCTKA C MOMOIIBIO
®X (ot rentana 1o EtOAc) naet 6-x10p-N-(2-(7-((TpunU30NpONUICHINI)3TUHINI)-2,3 -
auruapodenszo[b][1,4] AMOKCUH-6-WT)3TUIT)MTUPUMUINH-4-aMUH B BUAe  OJeHO-
xenroro Macna (0.723 r, 72%). XKX-MC B: tg = 1.29 mun; [M+H]" = 472.21.

A.1.107.1. 2-(7-((Tpuu3onponuICHINI)ITHHHT)-2,3-
auruapodenso[b][1,4]anokcun-6-un)3Tan-1-aMmuH

K pacTBoOpy mpem-0yTui (2-(7-((TpUM3ONIPOMHUIICHITHI )3 TUHI )-2,3 -
auruapobenso[b][1,4]auokcun-6-un)stun)kapdbamara (0.870 r, 1.89 mmonr) B MeOH
(9.5 ™) pobGapmsiror xyoprpumetruiacunadn (1.21 wmu, 9.46 wmMMonb), U CMech
nepememnBaroT npu KT B Teuenme 4.5 u. PM octopoxHO 00padaThiBalOT BOJH.
Hacbiml. NaHCO; ¥ monydeHHYIO B pe3yjibTaTe CMeChb TPH pas3a 3KCTParupyroT ¢
nomompbio JIXM. OObenuHeHHble OpraHuYeckne cjiaou cymatr Hag 0e3B. MgSOu,
GUIBTPYIOT W KOHIEHTPHPYIOT NPU MOHUKEHHOM MaBJIEHUH C mojydeHuem 2-(7-
((TpumzonponuaCcHIII)3TUHMN)-2, 3 -nuruapodenso[b][ 1,4 nnokcun-6-nun)stan-1-
aMHHa B BHAe opaHxeBoro mMacia (0.679 r, 99%). XXX-MC B: tg = 0.92 mun; [M+H]"
=360.20.
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A.1.107.2. Tpem-0yTHa (2-(7-((Tpun3ONPONHUIACHINA)ITHHHI)-2,3-
auruapodenso[b][1,4]anokcun-6-ua)3Tua)kapdéamar

K pactBopy mpem-6ytun (2-(7-iton-2,3-quruapodenso[b][1,4]nuokcun-6-
wi)ytun)kapbamara (1.340 r, 3.31 mmons) B TEA (22 w™mi) mnocienoBaTelbHO
nobassitor Honun meau(l) (88 mr, 0.46 mmounb) u PdCIL,(PPh3), (117 mr, 0.16 Mmmoub),
U TOJyYEeHHYI0 B pe3yJbTaTe CMeChb MAeras’upyroT a30ToM. 3areM JA00aBISIIOT
(Tpumnzonponuncunmi)anermieH (1.48 ma, 6.61 mmonab), u cmech HarpesaroT a0 S0°C
B armoc(epe aszora B TedeHue 2 4. PM ¢QunbrpyroT uepe3 ueiaut u QuabTpar
KOHIIEHTPUPYIOT MPHU MOHWKEHHOM aaByieHuu. Ouuctka ¢ momouipto @X (oT renrtaHa
hile} CMecH rentan/EtOAc = 4/1) JaeT mpem-0yTun (2-(7-
((Tpumszonponuncunm)3TUHUN)-2,3-nuruapodenso[b][ 1,4 nnokcuH-6-
un)atiin)kapbamat B Buae xkenroro macia (1.060 r, 70%). XKX-MC B: tg = 1.30 muH;
[M+H]" = 460.28.

A.1.107.3. Tpem-6yTua (2-(7-sion-2,3-nuruapodenso|[b][1,4]nuoxcun-6-
WJI)3TUHJI)KapbamaT

PactBOp mpem-0yTu (2-(2,3-purnapobenzo[b][1,4] nnokcuH-6-
wi)stun)kapbamara (0.950 r, 3.40 mmonb) B MeCN (9 mn) u Bome (9 wmi)
obpabareiBatoTr  N-HomcykumHumupom (3.222 r, 13.60 wmmonp), U cMech
nepememnBaior npu KT B Teuenume 2 u. PM o0OpabarTbiBaloT BOJH. HACHIIL.
THOCYJIb(}ATOM HATPHUS U TPU pasa dKcTparupyrot ¢ nomoupo EtOAc. O0benuHeHHbIe
OpraHUYeCKHEe CJIOW NPOMBIBAIOT COJIEBBIM pPAacTBOpPOM, cymar Hax 0e3B. MgSOy,
(GUIBTPYIOT U KOHLEHTPUPYIOT MPH MOHMXEHHOM naBjeHuH. OUHCTKA C MOMOIIBIO
®X (ot renrana no cmecu rentran/EtOAc = 3/7) maet mpem-Oytun (2-(7-iion-2,3-
auruapodenszo[b][1,4]auokcuH-6-mn)3Tuin)kapbamMaT B BHUIE HE COBCeM 0Oeyioro
tBepaoro Bemectsa (1.340 r, konuuectsenusiii). JKX-MC B: tg = 1.01 mun; [M+H]" =
406.05.

A.1.107.4. Tpem-6yTua (2-(2,3-nuruapodenzo|b][1,4]auoxcun-6-
WI)3THJ)KapbamaT

Cmecp 60-06pom-2,3-nurunpobenso[b][1,4]nuokcuna (1.081 r, 4.87 mmouns), (2-
((mpem-6yToxkcukapOonus)amuno)3Tun)rpudropbopara kamus (1.417 r, 5.36 mMMonb)
u kapOonarta uesus (4.764 r, 14.60 mmonr) B Toayosne (33 mu) m Bome (11 mu)
OerasupyroT Tpu pa3a azorom. Jobaemstor aunerat mamnanumsi(ll) (54.8 mr, 0.244
mMmoib) 1 RuPhos (239 mr, 0.48 mMmonb), u cmech HarpesatoT 10 90°C B atmocdepe

azora B TeueHne 4 4. PM paror oxnmaguteca no KT, nobGaBndroT BOny, U CMeCh TpHU
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paza oskctparupyroT ¢ nomombio EtOAc. OObeguHeHHBIE OpPTaHHUYECKHE CJIOU
MPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO,, ¢unpTpyroT u
KOHLIEHTPUPYIOT NPU MOHMXKEHHOM naBieHuu. Ouuncrka ¢ nomouipio X (oT renrtaHa
hi(s) cMecHu rentad/EtOAc = 1/1) naer mpem-0yTui (2-(2,3-
auruapobenso[b][1,4]auokcun-6-un)s>tun)kapbamar B BuAe  OJIETHO-XKEITOrO
tBepaoro Bemecta (1.230 r, 90%). )KX-MC B: tg = 0.91 muH; 6e3 nOHU3aALUH.

A.1.108. 6-Xnop-N-(2-(7-meTokcu-5-mern-2,3-
auruapodenso[b][1,4]|AnoKCcHUH-6-UJI)ITHI)NUPUMUAUH-4-AaMUH

K pacTBoOpy TUAPOXJIOPUAA 2-(7-metokcu-5-meTni-2,3-
auruapobenso[b][1,4]auokcun-6-mn)sran-1-amuna (0300 r, 1.16 mmonp) B 2-
nponanoie (20 mn) mpu KT pobGaeasror TEA (0.40 mn, 2.89 mmonb) u 4,6-
auxiaoprnupumuanH (0.206 r, 1.39 MMOIb), U CMeCh HarpeBawT B COCYyle C OOPaTHBIM
xononunpHukoM (95°C) B armocdepe aszora B TedueHne 2 4. PM 3arem narmor
oxymaautbess g0 KT, mobasnsror IXM u BOny, W ClioM pa3nensitoT. BoaH. cioit nBa
paza oskctparupyioT ¢ mnomombio JAXM u oObeguHEeHHBIE OpPraHUYECKHE CJIOU
MPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO4, ¢uipTpyroT u
KOHIIEHTPUPYIOT NPHU MOHMKEHHOM naBieHnu. Ouucrka ¢ nomouipto @X (oT renrTaHa
1o EtOAc) naeT 6-xnop-N-(2-(7-meTokcu-5-metun-2,3-
auruapodenszo[b][1,4] AMOKCHH-6-1T)3THI)TUPUMUINH-4-aMUH B BHUJE OECIBETHOTO
tBepnoro semectsa (0.343 T, 88%). dKX-MC B: tg = 0.98 mun; [M+H]" = 336.14.

A.1.108.1. I'mapoxaopun 2-(7-meTokcHu-5-meTHna-2,3-
auruapodenso[b][1,4]anokcuH-6-ua)3Tan-1-amuna

K pacTBOpy mpem-0yTHi (2-(7-metokcu-5-metun-2,3-
auruapobenso[b][1,4]auokcun-6-un)stun)kapdbamara (1.520 r, 4.70 mmons) B JAXM
(25 wmn) nobGaastor 4 M HCl B nguokcane (7.0 miu, 28.0 MMonb), W CMecCh
nepememnBaroT npu KT B TedeHune Houum. PM KOHUEHTPUPYIOT NPU NOHUKEHHOM
NaBJIEHUM U MOJYYEHHOE TBepAoe BeulecTBO pactuparoT B JIXM. Teepaoe BemecTBO
OT(QUIBTPOBBIBAIOT, MPOMBIBAIOT ¢ moMmoubid JIXM u cymar B BBICOKOM BakKyyme C
MOJIY4YEHUEM TUAPOXJIOPUAA 2-(7-merokcu-5-metun-2,3-
auruapodenszo[b][1,4]auokcuH-6-mn)3TaH-1-aMmuEa B BUIE OECUBETHOTO TBEPIOTO

BemecTsa (0.625 1, 51%). XKX-MC B: tg = 0.57 mun; [M+H]" = 224.26.
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A.1.108.2. Tpem-0yTua (2-(7-meTokcH-S-meTHI-2,3-
auruapodenso[b][1,4]anokcun-6-ua)3Tua)kapdéamar

Cwmech 7-meTokcu-5-metun-2,3-nuruapodenso|[b][1,4] nuokcun-6-un
TpUPTOpMETAHCYIbPOHATA (1.600 r, 4.87 MMOJIb), (2-((mpem-
OyrokcukapOoHun)amuHo )3Tiin)Tpudropdopara kamus (1.417 r, 536 mMmonp) u
kapOonarta wuesust (4.764 r, 14.60 mmonb) B Tonyosne (33 mu) u Bome (11 wmu)
Aera3upyroT Tpu pa3a azotoM. Jlobasmstor auerat nautaausa(ll) (54.8 mr, 0.24 Mmmouib)
u RuPhos (239 wmr, 0.48 mmounb), U cMech HarpeBarT 10 95°C B atMmocdepe a3ora B
tedeHne HO4Yu. PM naror oxmamutbes ao KT, mobaBnsitoT BOOy, U CMeCh TpH pasa
s3kcTparupyroT ¢ momombi EtOAc. OObenuHeHHbIE OpraHUYeCKUue CJIOU MPOMBIBAIOT
COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO4, QUIBTPYIOT M KOHIEHTPHPYIOT MpPHU
NoHMW)XeHHOM JnaBieHuu. Ounctka ¢ nomombro DX (oT remraHa 10 cMecu
rentad/EtOAc = 1/1) naeT mpem-0yTun (2-(7-meTokcu-5-metnn-2,3-
aurunpodenszo[b][1,4]anokcuH-6-mn)3THin)kapbamMaT B BuUIe OECHBETHOrO TBEPIOTO
Bemectsa (1.520 r, 96%). XKX-MC B: tg = 1.01 mun; [M+H]" = 324.22.

A.1.108.3. 7-MeTokcu-S-metuni-2,3-nuruapodenso[b][1,4]auoxkcun-6-ua
TpUPTOPMETAHCYAb(OoHAT

PactBop 7-merokcu-5-merun-2,3-guruapoden3o[b][1,4]aunokcun-6-oma (1.140 r,
5.81 mmons) u TEA (2.11 mu, 15.10 mmonb) B 0Oe3B. IAXM (54 miu) mpu KT
oOpabaTbIBalOT HOPUHSIMU 1,1,1-rpudrop-N-dpennn-N-
((rpudTopmeTun)cynbponun)merancyibponamuna (2.516 r, 6.97 mMmonb), U cMmech
nepememuBatoT npu KT B armocdepe azora B TeueHue HOUH. PM KOHUEHTPUPYIOT
A0CyXa MPU MOHUIKEHHOM JaBJEHUHM U 3aTeM OYHUIIAIT ¢ momolbio @X (oT renrtaHa
no cmecu rentan/EtOAc = 1/1) ¢ mnonydeHuem 7-MeTOKCH-S5-MeTun-2,3-
aurunpodenszo[b][1,4]auokcun-6-un TpudTopMeTaHcyibPoHATA B BUIE OECIBETHOTO
macia (1.600 r, 84%). dKX-MC B: tg = 1.07 MmuH; 6€3 HOHU3ALUH.

A.1.108.4. 7-MeTokcu-5S-metna-2,3-guruapodenso[b]|[1,4|xnoxcun-6-o0u

Cmech 7-MeTOKCU-0-(METOKCUMETOKCH )-5-MeTnn-2,3-
nuruapobenso[b][1,4]auokcuna (1.423 r, 5.92 mmonr) 8 MeOH (13 mu) u AXM (13
mia) obpabareBator 12 M Bomn. HCl (1.0 mia; 12.0 MMONnb) M TONYYEHHYIO B
pesyabtaTe cycrneH3u nepememuBaroT npu KT B Tedenune Houn. J[o0aBisroT BOOy U
JAXM u cnou pasaensoT. BoaHblll ci0i ABa pasa 3KCTparupywT ¢ nomowso XM u
0o0beIMHEHHbIE OPraHMYECKHE CJIOM IPOMBIBAIOT COJIEBBIM PAaCTBOPOM, CYIIAaT Haj

6e3B. MgSOy, GUIBTPYIOT U KOHLUEHTPUPYIOT NPHU NOHMKEHHOM AaBieHun. OUnucTkKa ¢
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nomompro DX (or remnrama g0 EtOAc) nmaer 7-merokcu-5-meruin-2,3-
auruapodenszo[b][1,4]auokcun-6-on B Buge OecuserHoro tBepaoro Bemectna (1.140
r, 98%). )KX-MC B: tg = 0.74 muH; 6€3 noHHU3aLNU.

A.1.108.5.7-MeToKCH-6-(METOKCHMETOKCH )-S-MeTHJI-2,3-
auruapodenso|[b][1,4]auoxkcun

Cwmech 5-6pom-7-MeTOKCH-6-(METOKCUMETOKCH )-2,3 -
aurunpodenszo[b][1,4]auokcuna (0.909 r, 2.98 mmoap) u Cs,CO; (2.941 r, 8.94
mMoib) B JIM®A (13 mu) nerasupyroT azorom. [obasmustor Pd(PPhs)s (344 mr, 0.29
MMmoub) u 2,4,6-tpumertun-1,3,5,2 4,6-tpuokcarpudopunan (393 wmr, 3.10 mMounb), u
CMeCh CHOBA JIErasupyrT a30ToM. [IONy4eHHYIO0 B pe3yJIbTaTe CMECh 3aTE€M HarpeBaroT
no 90°C B armocdepe asora B Teuenue Houu. PM nparor oxmagutbess no KT u
pazbapnsaroT ¢ nmomombo Et,O u Boabl. Ciou pas3aensiOT U BOOHBIM CIOW JBa pasa
3KcTparupyroT ¢ nomombi Et,O. OO0bennHeHHBIE OpraHUYECKHE CJIOU MPOMBIBAIOT
COJIEBBIM pacTBOpOM, cymar Hax 0e3B. MgSO,, GUIBTPYIOT U KOHIEHTPHUPYIOT MPHU
noHmXeHHOM paBieHuu. Oumctka ¢ nomombro DX (oT remraHa 10 cMecu
rentad/EtOAc = 1/1)  naer  7-MeTOKCHU-6-(METOKCHUMETOKCH)-5-MeTuN-2,3-
auruapodenszo[b][1,4]auokcun B Bune 6ecneetHoro macnia (0.599 r, 84%). XKX-MC
B: tg = 0.84 mun; [M+H]" = 241.16.

A.1.108.6.5-BpomM-7-MeTOKCH-6-(MeTOKCUMETOKCH)-2,3-
auruapodenso|[b][1,4]auoxkcun

OxnaxaeHHbIN (0°C) pacTBop 5-6pom-7-meTokcu-2,3-
auruapodenszo[b][1,4]auokcun-6-ona (2.516 r, 9.64 mmonb) B 6e3B. IMPA (24 mi)
oOpabaTbiBarOT mopuusaMu runpuna Harpus (60% nucnepcusi B MUHEPAJIbHOM Macie,
501 mr, 12.50 mmounb), u cmech nepememnBaroT npu KT B atmocdepe a3oTa B TeueHHE
15 mun. Oxnaxnennyw (0°C) cmech 00padaThIBAlOT XJIOPMETHUIMETHIOBBIM 3(QHPOM
(1.46 mn, 1930 mmonb) u 3arem nepememuBaroT npu KT B armocdepe asora B
tedenune Houu. JlobaBusroT Boay u Et;O u crnom paspensror. OpraHudeckuii cJioi aBa
pasa MpoOMBIBAIOT BOAOM, cymaT Hax 0e3B. MgSOy, GUIBTPYIOT U KOHUEHTPUPYIOT MPH
NOHMW)XeHHOM JnaBjieHnu. Ounctka ¢ nomombro DX (oT remraHa 10 cMecu
rentad/EtOAc = 1/1) naeT 5-O6pom-7-MeTOKCU-6-(METOKCUMETOKCH )-2,3 -
aurunpodenszo[b][1,4]auokcun B Bune OecreetHoro macna (2.360 r, 80%). XKX-MC

B: tg = 0.87 muH; 0€3 HOHHU3ALHH.
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A.1.108.7.5-bBpom-7-meTokcu-2,3-auruapodenso[b][1,4]anoxkcun-6-041

Oxnaxnennsrii (0°C) pactBop 7-merokcu-2,3-nurunpodensol[b][1,4]nnokcun-6-
ona (2.790 r, 15.30 mmonp) B Oe3. JAXM (20 mu) oGpabarsiBaroT pacTBOpoM N-
opomcykuumHumuna (2.998 r, 16.80 mmonn) B 06e3B. JAXM (80 wmu), um cmech
nepememnBaoT npu 0°C B aTmMocdepe azora B TeyeHue S5 MuH. J[00aBisiioT BOAy H
ciou pasfenstoT. BoaHbIl cinol aBa pasa 3KCTparupyroT ¢ nomombo XM u
o0beIMHEHHbIE OPTraHMYECKHE CJIOM MPOMBIBAIOT COJIEBBIM pPAaCTBOPOM, CYIIAT HAajk
6e3B. MgSOy, GUIBTPYIOT U KOHIEHTPUPYIOT NMPH MOHIKEHHOM AaByieHUU. QOUuCTKa C
nomombto @X (ot rentana 1o cmecu rentan/EtOAc = 1/1) naet 5-6pom-7-meToKCH-
2,3-nuruapoben3o[b][1,4]auokcun-6-on1 B BUOEe OJIETHO-OPAHKEBOTO TBEPAOTO
BemecTBa (2.353 1, 59%). )KX-MC B: tg = 0.75 muH; 6€3 HOHH3aIUN.

A.1.108.8. 7-MeTokcu-2,3-guruapodenso|b][1,4]amoxkcun-6-o

K OXJIaXIEHHOMY (0°C) pacTBoOpy 7-MeToKCHU-2,3-
nurunpodenszo[b][1,4]auokcun-6-kapdanpneruga (5.000 r, 25.70 mmonw) B 0Oe3B.
JAXM (100 mu) nobasnsitor 3-xnopnepben3oiinyro kuciaoty (11.541 r, 51.50 mmons), u
NOJIYyYCHHYIO B pesyibraTe cMech mnepememuBaior npu KT B armocdepe asora B
TedeHue Ho4uu. PM ¢unpTpyror uepe3 uenur, npomeiBas ¢ nomompbo JAXM, u
GunbTpaT KOHUEHTPUPYIOT OCYyXa MPHU NOHMKEHHOM naBineHuu. Jlobasmsror MeOH u
4 H. Bond. NaOH (56 mu), u Mony4eHHYIO B Pe3yJbTaTe€ CMECh MEPEMELINBAIOT MPH
KT B Teuenue 1.5 u. MeOH ypandoT npu NOHMXEHHOM JaBJIE€HUM U OCTATOK
pasbasisror BogH. Hackim. NH4Cl m Tpum pasa skcrparupyror ¢ nmomompbio EtOAc.
OObennHEHHbIE OPraHMYECKHE CJIOM IPOMBIBAIOT COJIEBBIM PACTBOPOM, CYyLIAT Haj
0e3B. MgSOy4, unbTpyOT ¥ KOHLHEHTPUPYIOT MPHU MOHUKEHHOM aaBjieHuu. QUUCTKA C
MOMOIIBIO X (ot rernraHa 1o EtOAc) naeT 7-meToKCcu-2,3-
aurunpodenszo[b][1,4]auokcun-6-on B Bume xkenroro macia (3.030 r, 65%). XKX-MC
B: tg = 0.61 muH; 0€3 HOHH3AL[HU.

A.1.109. 6-Xnaop-N-(2-(5-¢pTop-7-meTokcu-2,3-
auruapodenso[b][1,4]|aAnokcUH-6-UJI)3THI)NHPUMUAUH-4-aMUH

K pacTBopy ruApoXjopuaa 2-(5-¢pTop-7-meTokcu-2,3-
auruapodenszo[b][1,4]auokcun-6-mn)3tan-1-amuaa (0.120 r, 0.44 wmmonws) B 2-
nponanoie (10 mu) mpu KT nobasmsror TEA (0.158 wmia, 1.14 mmonb) u 4,6-
auxjaoprnupumuaut (81.4 mr, 0.54 MMOJIB), U CMeCh HarpeBarwT B COCyAe C OOpPaTHBIM
xonogunbHuKkoM (90°C) B atmocdepe azora B TedeHue 3 4. PM parmT OXJaauTbCs 10

KT, nobasmsitor JIXM u BOony, U Ciou pa3aeisitoT. BogH. cioli nBa pasa 3KCTParupymoT
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¢ nomompl JXM u oObennMHEHHbIE OpPraHUYECKHE CJIOM IMPOMBIBAIOT COJEBBIM
pactBopoM, cymar Hax 06e3B. MgSO,, QuiapTpylOT W KOHUEHTPHPYIOT IIpHU
noHmwxkeHHoM paasineHuu. Ouucrka ¢ nomoipio ®X (ot renrana no EtOAc) nmaer 6-
xJa0p-N-(2-(5-pTop-7-merokcu-2,3-guruapodenso[b][1,4]nnokcun-6-
WJ1)3TUJ ) TUPUMUIUH-4-aMUH B Buae OeciseTHOro TBepaoro Bemectsa (0.124 r, 81%).
KX-MC B: tg = 0.94 mun, [M+H]™ = 340.13.

A.1.109.1. I'mapoxaopug 2-(5-¢pTop-7-meToKCH-2,3-
auruapodenso[b][1,4]anokcun-6-un)3Tan-1-amuna

K pacTBoOpy mpem-0yTU (2-(5-¢pTop-7-meTokcu-2,3-
auruapobenso[b][1,4]auokcun-6-un)stun)kapdbamara (0.145 r, 0.44 mmons) B JAXM
(10 mn) poGamasror 4 M HCl B puokcane (0.665 mu, 2.66 MMONB), U CMeECh
nepememnBaroT npu KT B Tedyenue Houu. PM KOHUEHTpHUPYIOT pAocyxa MpHU
NOHW)KEHHOM JIaBJICHHH U MOJIYYEHHOE TBEPAOE€ BEI[ECTBO CYyLIAT B BHICOKOM BaKyyMe
c NoJy4eHHueM ruJpoxjopuna 2-(5-¢pTop-7-meTokcu-2,3-
auruapodenszo[b][1,4]auokcuH-6-mn)3TaH-1-aMmuEa B BUIe OECHBETHOTO TBEPIOTO

semecTsa (0.120 r, konuuectsennsiii). JKX-MC B: tg = 0.54 mun; [M+H]" = 228.23.

A.1.109.2. Tpem-0yTua (2-(5-¢pTop-7-meToKCH-2,3-
auruapodenso[b][1,4]anokcun-6-ua)3THa)kapdéamart

Cmech 5-prop-7-merokcu-2,3-nurunpodensol[b][ 1,4 nnokcun-6-un
TpUPTOpMETAHCYIbPOHATA (0.173 r, 0.52 MMOIJIb), (2-((mpem-

OyrokcukapOonun)amuHo )3Tiin)rpudropdopara kamus (0.152 r, 0.57 mMmonp) u
kapbonara nesus (0.510 r, 1.56 mmonab) B Toayose (3.5 mu) u Bome (1.2 mu)
Iera3upyroT TpH pasza azotom. JlobasnsaroT anerar namnanusi(Il) (6 mr, 0.026 MmMob) u
RuPhos (25.6 mr, 0.052 mmoib), u cMmech HarpeBaoT g0 95°C B armocdepe a3ora B
TeyeHue Ho4Yu. PM naror oxmamutbes a0 KT, nobaBnstoT BOay, U CMeCh TPHU pasa
skcTparupyroT ¢ momombi EtOAc. OObenuHeHHbIE OpraHUYeCKUe CJIOU MPOMBIBAIOT
COJIEBBIM pacTBOpOM, cymar Hax 0e3B. MgSO,, GUIBTPYIOT M KOHIEHTPHUPYIOT MpPHU
NOHM)XeHHOM JnaBieHnu. Ounctka ¢ mnomombro DX (oT remraHa 10 cMecu
rentad/EtOAc = 1/1) naeT mpem-0yTun (2-(5-pTop-7-merokcu-2,3-
aurunpodenszo[b][1,4]auokcun-6-mn)3TIin)kapbamMaTr B BUIOE  OJEIHO-KEITOTO

tBepaoro Bemectsa (0.145 r, 85%). )KX-MC B: tg = 0.98 muH; 6€3 noHH3aIUN.
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A.1.109.3. S-®Prop-7-meTokcu-2,3-guruapodenszo[b][1,4]anokcun-6-ua
TPpUPTOPMETAHCYAb(pOoHAT

PactBop 5-drop-7-merokcu-2,3-nuruapodbenso[b][1,4]nuokcun-6-oma (0.121 r,
0.60 mmonp) m TEA (0.219 wmxn, 1.57 mmonb) B 6e3B. JAXM (10 ma) nmpu KT
oOpabaTbIBalOT HOPLIUSIMHU 1,1,1-rpudprop-N-pennn-N-
((rpudpropmerun)cynbdponun)merancynbponamuna (0.262 r, 0.72 MMONb), U CMECH
nepememnBaroT npu KT B armocdepe a3ora B TedeHHe HOYU. PM KOHLEHTPUPYIOT
A0CyXa MPU MOHUIKEHHOM JaBJEHUHM U 3aTeM OYHIIAIT ¢ nmomoibio @X (oT renrtaHa
no cMmecu rentaHn/EtOAc = 1/1) ¢ noayuenuem S-¢prtop-7-mMeTOKCH-2,3-
aurunpodenszo[b][1,4]auokcun-6-un TpudTopMeTaHcyibpOoHATA B BUIE OECIBETHOTO
macna (0.173 r, 86%). KX-MC B: tg = 1.03 muH; 6e3 HOHHU3aLHH.

A.1.109.4. 5-®Top-7-meToKCcu-2,3-nuruapodenso[b][1,4]xuoxcun-6-0a

Cmech 5-pTop-7-meTokcHu-6-(METOKCUMETOKCH )-2,3 -
auruapobenso[b][1,4]anokcuna (0.257 r, 1.05 mmons) B MeOH (2.5 M) u AXM (2.5
mia) obpabareiBator 12 M BomH. HCI (0.176 mu;, 2.11 MMOnb) W TNONYYEHHYIO B
pesynbraTe cycrneH3u nepememuBaroT npu KT B Teuenue Houn. JoOaBnsroT BOOy U
JAXM u cnou pasaensoT. BoaHblll ci0i ABa pasa 3KCTparupyrwT ¢ nomowbsro XM u
0o0beIMHEHHbIE OPraHUYECKHE CJOU IMPOMBIBAIOT COJIEBBIM PAaCTBOPOM, CYIIAT Hajx
6e3B. MgSOy, GUIBTPYIOT U KOHLEHTPUPYIOT NPHU NOHUKEHHOM AaBieHUU. OUnCTKA C
nomompbio ®@X (ot rentana no cmecu rentaH/EtOAc = 3/2) naer S-grTop-7-meTokcu-
2,3-nuruapobenso[b][1,4]nnokcuH-6-01 B BHAE OECHBETHOTO TBEPAOrO BELIECTBA
(0.121 1, 57%). KX-MC B: tg = 0.66 muH; 6€3 HOHU3ALIHH.

A.1.109.5.5-®D1op-7-MeTOKCH-6-(MEeTOKCHMETOKCH)-2,3-
auruapodenso[b][1,4]anoxcun

K oxnaxngennomy (-78°C) pactBopy 5-0pom-7-MeTOKCH-0-(METOKCHMETOKCH )-
2,3-nuruapoben3o[b][1,4]auokcuna (0.498 r, 1.82 mmonpb) B 6e3B. Et;0 (18 M) mo
kamsam pobasisitoT pacteop Buli (1.6 M B rekcanax, 1.14 mu, 1.82 MMoJb), U CMeCh
IOTOJTHUTENBHO nepeMmemuBaoT npu -78°C B armocgepe azora B TeueHne 10 MuH.
3aTem o KaIJIsiM n00aBISIIOT pacTBop N-¢Top-N-
(benuncynvdoumn)densoncynppornamuna (0.592 r, 1.82 mmonb) B 6e3B. TI'® (18 mn),
U TIOJIYYEHHYIO B pe3yJibTaTe cMeCh nepememuBarT npu -78°C B teuenue 25 mun. PM
obpabareiBaroT Mo karmisiM Bonoul u narot Harperhes no KT. Jlobasmsitor EtOAc u
ciou paznenstoT. BoaHeili cioi aBa pasa skcTparupyrT ¢ nomombio EtOAc u

O6”be)_'[I/IHeHHbIe OpraHU4YE€CKHUE CJIOU IMMPOMBIBAKOT COJICBBIM pPACTBOPOM, CylIaT HanA
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6e3B. MgSO,, QunbTpyrOT U KOHUEHTPUPYIOT MPU MOHUKEHHOM naBiieHuu. QUHUCTKA C
nomombto @X (ot renrana no cmecu rentad/EtOAc = 1/1) naer 5-prop-7-merokcu-6-
(MmeTokcumeTokcn)-2,3-nuruapodenso[b][1,4]nuokcun B Buae OeqHO-KEITOrO Macia
(0.257 1, 58%). XKX-MC B: tg = 0.84 mun; [M+H]" = 245 .25.

A.1.110. 6-Xuop-N-(2-(7-(rpudropmeruna)denso[b]tuodpen-5-
WJI)3THJ)THPUMHANH-4-aMHH

K pactBopy runpoxiopuna 2-(7-(tpudpropmerunn)oenso[b]ruoden-5-un)sran-1-
amuHa (0.965 r, 3.43 mmounb) B 2-nponanone (20 ma) npu KT gobasnsror TEA (1.67

mia, 12.00 mmonb) u 4,6-puxnopnupumunud (0.612 r, 411 mmoap), U cMmech

HarpeBarT B cocyne ¢ oOpatHbeiM xojomunbHuKkoM (90°C) B armocdepe azora B
teyenne 2 4. PM paror oxnamutbcs no KT, nmobasmstor AXM u BOmy, W cliou
pasgensitor. BogH. cioli nBa pasa skcTtparupyroT ¢ noMmombio JIXM u o0bennHEeHHbIE
OpPraHUYeCcKHEe CJIOM MPOMBIBAIOT COJEBBIM pPacTBOpPOM, cymaTr Hax 0e3B. MgSO,
GUABTPYIOT U KOHLEHTPUPYIOT MPH IMOHMXEHHOM NaBieHHH. OUYHCTKA C MOMOIIBIO
®X (or remrama npo cmecu rentadH/EtOAc = 1/1) paer 6-xmop-N-(2-(7-
(Tpudpropmerun)oenso[b]tuoden-5-mn)3Tun)nupUMUINH-4-aMUH B BUAE OECIIBETHOTO
tBepaoro Bemectsa (1.019 1, 83%). XKX-MC B: tg = 1.06 mun; [M+H]" = 358.07.

A.1.110.1. T'uapoxaopua 2-(7-(tpudropmerunn)denso[b]ruoden-S-ua)rran-1-
aMHHAa

K pacTBopy mpem-0yTun (2-(7-(rpudropmermn)oenso[b]ruoden-5-
win)stuin)kapbamara (1.686 r, 4.86 mmonn) B JIXM (15 mn) mobasnstor 4 M HCI B
nuokcane (12.2 mi, 48.8 Mmoib), u cMech nepemernuBatoT npu KT B Teyenne 2 4. PM
3aTeM OXJIaXKIAarT Ha JieAsHOW OaHe B TedyeHHe 15 MHUH M TOJy4YE€HHOE TBEPIOE
BEI[ECTBO OT(PUIBTPOBBIBAIOT M JOMOJHUTEIBHO CYyIIaT B BBICOKOM BaKyyMe C
nonyuyenueMm  rugpoxiopuna  2-(7-(tpudropmermn)denso[b]tuopen-S-un)sran-1-
amuHa B Bune OecuBeTHOoro Teepaoro Bemectsa (0.965 r, 71%). XKKX-MC B: tg = 0.69
mus; [M+H]" = 246.20.

A.1.110.2. Tpem-6yTua (2-(7-(rpudropmeruni)doenso[b]ruoden-5-
WI)3THJ)KapbamaT

Cwmecp 5-6pom-7-(tpudropmerun)denso[b]ruodena (1.690 r, 5.51 mmouns), (2-
((mpem-6yToxkcukapOonun)amuno)3tun)rpudropdbopara kamus (1.601 r, 6.06 mMonb)
u kapOonara uesust (5.383 r, 16.50 mmonb) B Tonyosne (24 mu) u Bome (12 mu)
IerasupyroT TPU pasa a3oToM. 3areMm podasisitor anerar namtagusi(Il) (62 mr, 0.27

mmouib) 1 RuPhos (0.271 r, 0.55 mMmounb), u cMmech HarpeBaroT a0 95°C B atmocdepe
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azora B TedueHue Houu. PM pmarot oxnaautbes no KT, nobaBisoT BOOy M cMecCh ABa
paza »skctparupyroT ¢ nomombio EtOAc. OObeguHeHHBIE OpPTaHHUYECKHUE CJIOU
MPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO4, ¢unpTpyroT u
KOHLIEHTPUPYIOT NPU MOHMXKEHHOM naBieHun. Ouncrka ¢ nomouipio X (0T renrtaHa
hi(s) cMecHu rentad/EtOAc = 7/3) naet mpem-0yTui (2-(7-
(Tpudpropmerun)denso[b]tuodpen-5-mn)aTun)kapdbamMar B BHAE  CBETIO-XKEJITOTO
TBepaoro Bemecta (1.686 1, 89%). )KX-MC B: tg = 1.09 muH; 6€3 HOHHU3aLHUH.

A.1.110.3. 5-bpom-7-(TpudTopmerui)denso[b]tuoden

Cmecpr  5-Opom-7-(tpudptopmerun)denzo[b]ruodpen-2-kapOOHOBON  KHCIOTHI
(2.658 r, 8.12 mmounb) u okcuma meau(l) (1.162 r, 8.12 mmons) B JIM®PA (30 mu)
HarpeBaroT 10 140°C B atMmocdepe a3ora B TedyeHue HOuW. PM HarOT OXJaAUTHCS 10
KT u QunpTpyroT depe3 HeauT Al yAAJIeHUs COoJeld MeIau, KOTOPble MPOMBIBAIOT C
nomombio Et,0. K dunerpary nobasnstor Bony u Et,O u ciou pasnensitor. BomgHbli
CJIO# 1Ba pasa 3KcTparupyroT ¢ nomoubio Et;O n oObeanHeHHbIE OpTaHUYECKHUE CJIOU
NMPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO4, ¢unpTpyroT u
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM paaBieHuu. Ouucrka ¢ nmomouipto @X (oT renraHa
no cmecu rentav/EtOAc = 7/3) maer 5-Opom-7-(tpudropmerun)oenso[b]tuoden B
Bune npo3paunoro maciua (1.690 r, 74%). XKX-MC B: tg = 1.09 MuH; 0e3 HOHU3AL[UH.

A.1.110.4. S-Bpom-7-(Tpudpropmerna)denso[b]ruoden-2-kapéonosasn
KHCJIOTA

Cmecp  metun  S5-Opom-7-(tpudropmerun)denso[b|ruoden-2-kapOokcunara
(2.930 r, 8.64 mmoab) B TT'D (45 mu), MeOH (6 mn) u Boxe (15 mn) oOpabarsiBaroT
nopuussMu ruapokcuna jgutus (0.621 r, 25.90 mmons). [lonyyeHHyrO B pe3yjbTaTe
cmech mepememuBaroT npu KT B Teuenume 1 u. Oxnaxpennywo (0°C) PM 3zarem
noakucisitoT nyteMm pobasnenus 2 M Bonn. HCl u opraHmdeckue pacTBOPHUTENH
YAAJISIOT TPU TOHUKEHHOM JAaBjieHUH. [loTydueHHYI0 B pe3yjbTaTe CyCIEH3UIO
(GUIBTPYIOT U MOJYYEHHOE TBEPAOE BEIIECTBO MPOMBIBAIOT BOJAOH U CYIIAT B BBICOKOM
BaKyyMe ¢ moJsy4deHueMm S-Opom-7-(tpudropmerun)denso[b]ruoden-2-kapboHoBOMH
KHCJIOTHl B BUIe OecluBeTHOro TBepaoro BemectBa (2.658 1, 95%). KX-MC B: tr =
0.98 mMuH; Oe3 HOHHU3AIUH.

A.1.110.5. Metua S-6pom-7-(tpudropmernna)denso[b]Tuoden-2-
KapOokcujaar

K oxnaxnennoi (0°C) cmecu 5-6pom-2-¢prop-3-(tpudropmernn)oeH3anbpaernaa

(3.000 r, 10.80 mmonb) u kapbonara kanusa (2.295 r, 16.30 mmonr) B JIMPA (25 M)
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no kKamisiM pobOaBisiror Metun 2-mepkantoanerat (1.23 wmu, 13.00 mMmonb), ©
MOJIYYEHHYIO B pe3yabTare cMech nepemeumnBaoT npu KT B Teuenue 2 4 u 3aTeM npu
60°C B Teuenue 1.5 u. PM oOpaOareiBatoT Bonoil u nepememnBatoT npu KT B TeueHue
15 mun. ITonyuyeHHYIO0 B pe3ysNbTaTe CYCHEH3UI0 (PUIBTPYIOT U MOJYUYEHHOE TBEPHOE
BEIL[ECTBO MPOMBIBAIOT BOAOH M CyIIaT B BHICOKOM BakyyMe C MOJIyYeHHEM MeTHi1 5-
Oopom-7-(Tpudpropmerun)oenso[b]ruoden-2-kapOokcunara B BUIEe HE COBCEM Oeoro
TBepaoro Bemectsa (2.930 r, 80%). )KX-MC B: tg = 1.13 muH; 6€3 HOHHU3ALUH.

A.1.111. 6-Xmnop-N-(2-(3-xa0p-7-¢pTopdenso[b]tuoden-5-
WJI1)3THJ )THPUMHANH-4-aMUH

K pactBopy rumpoxmopuna 2-(3-xiop-7-¢pTopbenso[b]ruoden-S-un)sran-1-
amuHa (0.548 r, 2.05 mmounp) B 2-nponanone (15 ma) npu KT gobasnsror TEA (1.00
M, 7.18 mmons) u 4,6-guxaopnupumuaud (0.367 r, 2.46 MMOJIb), U CMECh HarpeBarOT
B cocyne ¢ obpaTHeiM xononmwibHuKOM (90°C) B armocdepe azora B TeueHue 2 4. PM
naroT oxygaautkes 1o KT, mobasnstor XM u Boay, u ciou pasneisitoT. BogH. cioi
IBa pas3a J3KCTparupyrT ¢ nomombio XM u oObequHEHHbIE OpraHUYECKHEe CJIOU
IPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hangy 60e3B. MgSO4, dunpTpyror u
KOHIIEHTPUPYIOT NPHU MOHMKEHHOM naBieHnu. Ouuncrka ¢ nomouipo @X (oT renrtaHa
no cmecu rentad/EtOAc = 1/1) maer 6-xmop-N-(2-(3-xnop-7-propbenso[b]ruoden-5-
WJT)3TUI) TUPUMUIMH-4-aMUH B BUe OecuBeTHOro TBepaoro semectsa (0.649 r, 92%).
XKX-MC B: tg = 1.04 mun; [M+H]" = 341.99.

A.1.111.1. T'mapoxaopux 2-(3-xaop-7-¢ptopodenso[b]ruoden-S-na)rran-1-
amMHMHAa

K pacTBoOpy mpem-0yTu (2-(3-xnop-7-¢propbenso[b]ruoden-5-
un)stii)kapbamara (0.690 r, 2.08 mmonb) B JAXM (10 mn) gobasnsror 4 M HCI B
nuokcane (5.2 mu, 20.8 mmonb), u cMmech nepememusaroT npu KT B TeyeHue HOUMH.
PM KOHUEHTPUPYIOT MPH MOHWKEHHOM JABJICHUHU C MOJy4eHHeM ruapoxyopuna 2-(3-
xjop-7-propbenso[b]tuoden-5-un)stan-1-amuHa B BuUIe OECUBETHOrO TBEPAOTO
Bemectsa (0.548 r, 99%). XKX-MC B: tg = 0.64 mun; [M+H]" = 230.13.

A.1.111.2. Tpem-0yTHa (2-(3-xs0p-7-pTopbenso[b]Tuoden-5-
WJI)3THJI)KapbamaT

Cmech 5-Opom-3-xnop-7-¢propOenso[b]ruodpena (1.928 r, 7.26 wmmounb), (2-
((mpem-6yTokcukapOonus)amuno)3Tun)rpudropbopara kanus (2.111 r, 7.99 mmonnb)
u kapbonara nesus (7.097 r, 21.80 mmonr) B Tonyone (45 mn) u Bome (15 mu)

NerasupyroT TPU pasa a3oTroMm. 3areMm nobdasisitor anerar namtagusi(Il) (82 mr, 0.36
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mMmoib) U RuPhos (0.357 r, 0.72 mmonb), u cMmech HarpeBaroT a0 95°C B atmocdepe
azora B TedeHne Houu. PM narot oxmanutecs no KT, nobasnsior BOgy, U cMech TpU
paza oskctparupyroT ¢ nomombo EtOAc. OObeauHEHHBIE OpPTaHUYECKHUE CJIOU
NPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hang 0e3B. MgSO4, dunapTpyror u
KOHILIEHTPUPYIOT NpPU MOHMKEHHOM naBiieHHMu. Ouncrka ¢ nomouipio X (oT renrtaHa
no cmecu  rentan/EtOAc = 9/1) nmaer  mpem-Oyrun  (2-(3-xyop-7-
¢ropbenszo[b]tuoden-5-un)stun)kapbamar B BHAE IKEITOTO TBEPAOTO BELIECTBA
(0.690 1, 29%). KX-MC B: tg = 1.06 muH; 63 HOHU3ALIHH.

A.1.111.3. S-bpom-3-xa0op-7-¢pTopdenso[b]Tuoden

Cwmech 5-6pom-3-xnop-7-propbenso[b]rruoden-2-kapooHoBoit kuciaotsl (3.632 T,
11.70 mmons) u okcuna meau(l) (0.839 r, 5.87 mmons) B IM®PA (70 mi) HarpeBarT
no 140°C B armocdepe azora B TeueHue Ho4Yu. PM naror oxmanutbes a0 KT u
GUABTPYIOT dYepe3 LeNuT sl YOAAJeHUs COJeH MenHu, KOTOpbIe IPOMBIBAIOT C
nomompio Et,0. K dunerpaty nobasnstor Bony u Et,O u cnou pasnensitor. BomgHbli
CJIOH Z1Ba pa3a 3KCTParupyrT ¢ nomoupio Et,O n o0beanHeHHbIE OPTaHUYECKHUE CJIOU
MPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO4, ¢unpTpyroT u
KOHIIEHTPUPYIOT NPHU MOHMKEHHOM naBieHnu. Ouucrka ¢ nomouipto @X (oT renrTaHa
no cmecu rentan/EtOAc = 9/1) naer 5-6pom-3-xmop-7-propdenso[b]ruoden B Bune
OecuBeTHoro teBepnoro BemectBa (2.228 r, 72%). XKX-MC B: tg = 1.06 mun; 0e3
MOHU3ALNH.

A.1.111.4. 5-bpom-3-xJa0p-7-¢pTopéens3o[b]Tnoden-2-kapbéoHoBas KucjioTa

Cmech metun 5-0pom-3-xyop-7-propbenso[b]ruoden-2-kapdbokcunara (3.813 r,
11.80 mmonp) B TI'® (44 wmn), MeOH (5 mia) u Bome (15 miu) obpabarwiBaroT
nopuusimu ruapokcuna autus (0.864 r, 3540 mmonb). I[TonydeHHYIO B pe3ysibTaTe
cmech mnepememuBaroT npu KT B Teuenue 1 u. Oxnaxpennyro (0°C) PM 3zarem
noakucisitoT nyteMm nobasnenus 2 M Bonn. HCl m opraHmdeckue pacTBOPHUTENH
YAAJISAIOT TPU TOHM)KEHHOM JaBjeHuH. [loTydeHHYI0 B pe3yJbTaTe CyCIEH3UIO
(GUIBTPYIOT U MOJYYEHHOE TBEPAOE BEIIECTBO MPOMBIBAIOT BOJOH U CYIIAT B BBICOKOM
BakKyymMe ¢ TmojJy4deHuem S-Opom-3-xjop-7-¢pTopdbenso[b]ruoden-2-kapboHoBoi
KHCJIOTHI B BUJI€ CBETJIO-KEJITOTO TBepaoro Bemectna (3.632 r, 99%). XKX-MC B: tg =
0.93 muH; 6e3 HOHHU3ALUH.

A.1.111.5. Metua 5-0pom-3-xjop-7-¢propdenso[b]Ttuoden-2-kapdoxcuaar

K pacrBopy wmertun 3-amuHO-5-Opom-7-¢propben3o[b]ruoden-2-kapbokcunara

(5.291 1, 17.40 mmounb) B 6e3B. MeCN (60 mu) noGasmustor xnopun menu(ll) (2.411 r,
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17.40 mmonb), U cMmech HarpeBaroT no 45°C B armocdepe azora. 3aTeM HO KaIulsiM
nobaBnAT pactBop mpem-oytunHutpurta (2.27 miu, 19.10 mmonp) B 6e38. MeCN (15
MJ), U TIOJIy4Y€HHYIO B pe3yjbTare cMech HarpeBaroT npu 45°C B atmocdepe a3ora B
teuenue 1.5 u. PM nparor oxnagutrbcs no KT M KOHUEHTpUPYIOT pocyxa Ipu
noHmxkeHHoM pasieHuu. JloGasnsaror JIXM, TBepnable BemecTBa YIAJNSIOT MyTeM
¢unpTpoBaHUs M (GUIBTPAT KOHLUEHTPUPYIOT AOCYXa NPHU HMOHMKEHHOM IaBJICHUU.
Ouucrtka ¢ nomombo ®X (ot renrana no cmecu rentan/EtOAc = 7/3) naet meTun 5-
Oopom-3-xnop-7-propbenso[b]trnodpen-2-kapObokcuaar B BUIE  CBETJIO-XKEJITOTO
TBepaoro Bemectsa (3.671 r, 65%). XKX-MC B: tg = 1.09 muH; 6€3 noHH3aLUN.

A.1.111.6. MeTua 3-amuHo-5-6pom-7-gpropbenzo[b]Ttuoden-2-kapdoxkcuaar

K oxnaxnennoi (0°C) cmecu 5-6pom-2,3-nudpropdbenzonurpuna (4.010 r, 17.70
MMoOJb) U KapOoHata kamus (4.930 r, 35.30 mmonb) B JJM®PA (40 mi) mo kKamiasm
n00aBJISIOT pacTBOp MeTun 2-Mmepkanroanerara (1.66 mn, 17.70 mmouns) B IM®PA (10
MJ1), U TOJIYUEHHYIO B pe3yibTate cMech nepememuBatotT npu 0°C B Teuenune 1 1. PM
obpabateiBaroT Bomoit u nmepememnBatoT npu KT B Teuenne 15 muH. IlonyuerHyio B
pe3ysbTaTe CYCHEH3UI0 (UIBTPYIOT M TMOJYYEHHOE TBEPAOE BEIIECTBO IMPOMBIBAIOT
BOJOH M CywmaT B BBICOKOM BakyyMe C IOJy4eHHEM MeTHJI 3-aMHHO-5-Opom-7-
dropbenso[b]Tuoden-2-kapOokcunara B BUgEe HE COBCEM 0O€J0ro TBEPAOTO BELIECTBA
(5.489 r, konmnuectBenHerii). JKX-MC B: tg = 1.04 mun; [M+H]" = 304.01.

A.1.112. 6-Xnop-N-(2-(5-meTua-2,3-nuruapodenso|b][1,4]anoxcun-6-
WJI1)3THJ )THPUMHAUH-4-aMUH

K pactBopy 2-(5-merun-2,3-nmuruapobenso[b][1,4]nnokcun-6-un)stan-1-amuHa
(1.774 r, 7.17 mmonb) B 2-npomnanoine (25 mn) npu KT nobasnstor TEA (1.57 wmu,
11.20 mmounb) u 4,6-nuxnopnupumunus (0.574 r, 3.86 MMOJIb), U CMECh HarpeBaKwT B
cocyne ¢ obparaeiM xonoauiabHuKOM (90°C) B atmMocdepe a3ora B Teuenue 1.5 1. PM
naroT oxyuaautkes no KT, mobasnsror JIXM u Boay, u ciou pasneisitoT. BogH. cioi
IBa pas3a JKCTparupyrwT ¢ nomombd JIXM u oObequHEeHHBbIE OpraHUYEeCKUe CJIOU
MPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO4, ¢unpTpyroT u
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBieHnu. Ouuctka ¢ momouipto @X (OT renrTaHa
1o cMecHu rentan/EtOAc = 7/3) naer 6-xop-N-(2-(5-metnn-2,3-
auruapodenszo[b][1,4] AMOKCHH-6-HT)3THI)TUPUMUIUH-4-aMIUH B BHJAE  KEJITOTO

tBepaoro Bemectna (1.080 r, 49%). XKX-MC B: tg = 0.92 muHs; [MJrH]+ =305.94.
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A.1.112.1. 2-(5-Metua-2,3-auruapodenso[b][1,4|amoxkcun-6-ua)3Tan-1-amun

K  pactBopy S-metun-2,3-nurunpodenso[b][1,4]nnokcun-6-kapOanpaeruna
(1.387 1, 7.72 mmonb) B HuTpomeraHe (15 mn) mociemoBaTenbHO nobaBsiOT 4A
mousekyssipabsie cuta (180 mr), Oyrunamun (0.091 mu, 0.91 MMONb) U YKCYCHYIO
kucioty (0.090 mu, 1.58 MMOJIb), U MOJNYYEHHYIO B PE3yJIbTATe CMECh HArpeBaroT A0
90°C B armoctepe aszora B TeueHue 30 muH. PM  duaptpyror u duabtpar
KOHLIEHTPUPYIOT MPH MOHMKEHHOM JaBjeHHH C moyy4deHueMm cbiporo (E)-S-metuin-6-
(2-autrpoBuHMNI)-2,3-quruapoden3o[b][1,4]auokcrHa B BUOE OPaH)KEBOrO TBEPIAOIO
BemectBa (1.978 r, konuuectBeHHbiil). JKX-MC B: tg = 0.95 mMuH; 6€3 HOHU3ALUH.

K oxnaxnennomy (0°C) pactopy ceiporo (E)-5-metun-6-(2-HutpoBuHmi)-2,3-
aurunpodenso[b][1,4]auokcuna (1.978 r, 7.72 mmons) B Oe3B. TI'® (15 mu) mo
KamisiM 100aBisA0T pacTBOop amomoruapuaa jutus (2 M B TI'®, 12.5 mu, 25.0
MMOJIb), U CMECh HarpeBalT B cocyae ¢ obOparHbIM xosoxunpHukoM (70°C) B
atmMocdepe asora B TeueHue 15 muH. OxnaxneHHyio (0°C) PM mocnenmoBaTenbHO
obpadatbiBaroT Bonoi, 15% BogH. NaOH u BOnOW M HOMOJHUTENBHO NEPEMEIINBAIOT
npu 0°C B Teuenue 1 4. [lonyueHHYIO B pe3yJbTaTe reTEPOreHHYI0 CMeCh QHIBTPYIOT
U OTAEeJIEHHbIE TBEpJbIe BellecTBa NMpoMbiBaloT ¢ nomompio Et,O. Cnom ¢unbpTpara
pa3denstoT W BOAHBIA CJIOW 3KcTparupyoT ¢ nomombo Et,O. OO0benuHeHHbIE
opranuveckue ciou cymar Han 0e3B. MgSO4, QUIBTPYIOT U KOHUEHTPHUPYIOT IpHU
MIOHUKEHHOM N aBJICHUU c MOJIy4E€HUEM CBIPOTO 2-(5-metun-2,3-
auruapobenso[b][1,4]auokcun-6-un)stan-1-amuHa B Buge siurapHoro macia (1.774 r,
konuuecTBeHHbli ). JKX-MC B: tg = 0.51 mun; [M+H]™ = 194.28.

A.1.112.2. 5-MeTua-2,3-nuruapo6enszo[b][1,4]anokcun-6-kapoanbaeruna

K oxnaxnennoit (0°C) cycnensmu xjopxpomarta nupuaunus (3.051 r, 14.20
MMOJIb) B AXM (30 MJT) n00aBJAIOT pacTBOp (5-metmn-2,3-
nuruapobenso[b][1,4]auokcun-6-min)meranona (1.723 r, 9.44 mmonp) B IXM (25 ma).
[Tony4eHHYI B pe3yJbTaTe CYCIIEH3UI0 JOMOJHUTEIBHO MEPEMEIINBAIOT B aTMochepe
azora npu 0°C B teuenue 15 mun u 3atem npu KT B Teuenne 1 u. PM ¢unpTpyror
yepe3 LEeNUT U (PUiIbTpaT KOHLEHTPHUPYIOT NMPH MOHMKEHHOM naaBieHHH. OUucTKa C
nomombpto ®X (or remnraHa no cmecu renraH/EtOAc = 1/1) maer S-mermn-2,3-
nuruapodenszo[b][1,4]anokcuH-6-kapOanbaerug B BUIEe HE COBCEM OEJioro TBEPIOTrO

BemecTBa (1.387 r, 83%). XKX-MC B: tg = 0.81 muHs; [M-irH]+ =179.32.
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A.1.112.3. (5-Metua-2,3-nuruapodenso[b][1,4]1uokcuH-6-ui)meTaHoa

K OXJIaXKAEHHOMY (-78°C) pacTBoOpy METHUJ 5-metun-2,3-
aurunpobenso[b][1,4]auokcun-6-kapookcunara (2.054 r, 9.78 wmmonp) B 0e3B.
tonyose (55 M) mo KamiasM A00aBISIIOT pacTBOp ruapuaa auuzodyrunamomunus (1
M B Ttonyouse, 29.6 mu, 29.6 mmonb). CMech NOMOJHHUTEIBHO NMEPEMEMINBAIOT IPH
-78°C B atmocdepe azora B TeueHue 30 MuH U 3areM parT Harpetrbcs ao 0°C.
IlepememuBanue npu 0°C mpomoskarT B TedueHHe 45 MHUH M OXJaxIaeHHYH PM
nocyienoBarebHO oOpabareiBatoT Bomod (22 mu) u 2.8 H. BoaH. NaOH (0.5 wmun).
Cwmecu paror Harperbcss no KT u pmomonHuTenbHO mepeMelmInBalOT B TedeHue 1 4.
[Tony4yeHHYIO B pe3yjbTaTe cMech (QUIBTPYIOT udepe3 wuenut, nodasistor EtOAc u
BOJY, W CJIOU pa3feisitoT. BoxHbli ol ABa pasa s3kcTparupyioT ¢ nomoinbsio EtOAcC u
oO0beNMHEHHbIE OpraHuYeckue cjou cymar Hang 0O0e3B. MgSO4, dunetpyror u
KOHIEHTPUPYIOT TIPU TOHHKEHHOM JaBJIieHWU ¢ TnojydeHuem (S5-metun-2,3-
nurunpodenszo[b][1,4]anokcun-6-mn)meranona B Buae OecuserHoro macna (1.723 r,
97%). KX-MC B: tg = 0.65 muH; 6€3 HOHHU3ALHH.

A.1.112.4. Metua S-meTun-2,3-gauruapodenso|b][1,4|anoxcun-6-
KapOokcujaar

K pactBopy S-merun-2,3-nuruapodenso[b][1,4] nnokcuH-6-kapOOHOBON KHCIOTHI
(2.000 1, 9.78 mmoup) B 6e3B. MDA (20 mn) npu KT gobasnsaroT kapOoHAT 1e3us
(6.376 1, 19.60 mmoub) u fiogmeran (1.23 mi, 19.60 MMOJb), U CMECh NMEPEMEIIUBAIOT
npu KT B Teuenune 1 u. JloGaBnsaroT Boay u Et,O u ciou paspensitor. Bogubiii cioi
IBa pasza 3KCTparupyroT ¢ momouibtlo Et;O u oO0beauHEHHbIE OpPraHUYECKHE CJIOU
MPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO4, ¢uibTpyroT u
KOHLIEHTPUPYIOT NPU MOHMXEHHOM naBiieHHH. Ouuctka ¢ momouipto @X (oT renraHa
1o cMecHu rentan/EtOAc = 1/1) naeT METHII 5-metun-2,3-
nurunpodenszo[b][1,4]auokcun-6-kapOokcuaar B  BUAE OECIBETHOTO TBEPIOTO
BemecTsa (2.054 r, konudectsenHbiii). JKX-MC B: tg = 0.89 mun; [M+H]" = 209.20.

A.1.113. 6-Xgop-N-(2-(7-¢pTop-2,3-guruapodenso|b][1,4]anoxcun-6-
WJ1)3THJ)THPUMHANH-4-aMUH

K pacrBopy rumpoxmopuna 2-(7-¢ptop-2,3-nuruapobdbenso[b][1,4]auokcun-6-
wi)3Tal-1-amuna (0.206 r, 0.88 mmons) B 2-nponanosie (10 mu) mpu KT nobasnsror
TEA (0.43 mn, 3.09 mmonb) u 4,6-puxnopnupumunus (0.158 r, 1.06 mmouns), u cMech
HarpeBarT B cocyne ¢ oOpatHbeiM xosomuwibHuKOM (90°C) B armocdepe asora B

teueHne 2 4. PM paror oxnanutbess no KT, nobasmstor AXM u Bomy, W ciou
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pasgenstotr. BogH. cioli nBa pasa skctparupyoT ¢ noMmombio JAXM u o0bennHEeHHbIE
OpPraHUYecKHue CJIOM IPOMBIBAIOT COJEBBIM pPacTBOPOM, cymaTr Hax 0e3B. MgSO,
GUABTPYIOT M KOHLEHTPUPYIOT NPH IMOHMXEHHOM aaBieHuU. OUHUCTKA C MOMOIIBIO
oX (ot renTaHa 10 EtOAc) naeT 6-xnop-N-(2-(7-¢pTop-2,3-
auruapobens3o[b][1,4] AMOKCUH-0-1T)3TUI)IUPUMUANH-4-aMUH B BHAE OECIBETHOIO
tBepnoro semectsa (0.224 T, 82%). XKX-MC B: tg = 0.90 mun; [M+H]" = 310.18.

A.1.113.1. Tuapoxaopua 2-(7-¢prop-2,3-auruapodenso|b][1,4]anoxcun-6-
ua)3TaH-1-amuHa

K pactBopy mpem-6ytun (2-(7-¢ptop-2,3-nuruapodbenso[b][1,4]nuokcun-6-
wn)stiin)kapbamara (0.321 r, 1.08 mmonb) B JAXM (10 mn) gobasnsror 4 M HCI B
nuokcane (1.62 mnu, 6.48 mmonb), u cMech nepememnBaoT npu KT B TeueHune HOUMH.
PM KOHIEHTPHPYIOT AOCYyXa MPU MOHUKEHHOM J[aBJICHHH U IOJYYEHHOE TBEPAOE
BEI[ECTBO CYIIAT B BBICOKOM BaKyyMe C MmojyueHueMm ruppoxsopuna 2-(7-prop-2,3-
aurunpodenszo[b][1,4]auokcuH-6-mn)3TaH-1-aMmuEa B BUIEe OECUBETHOTO TBEPIOTO
BemecTsa (0.206 r, 82%). JKX-MC B: tg = 0.48 mun; [M+H]" = 198.20.

A.1.113.2. Tpem-oytun (2-(7-¢prTop-2,3-auruapodenso[b][1,4]anoxcun-6-

WJI)3TUHJ)KapbamaT
Cwmech 7-¢pTop-2,3-nuruapodenso[b][1,4]nuokcun-6-un
TpudTopmMeTaHcyibdoHaTA (0.358 T, 1.18 MMOJIb), (2-((mpem-

OyrokcukapOoHun)amuHo)s3Tiin)rpudropdopara kamus (0.327 r, 1.30 mMmonp) u
kapOonara nesus (1.157 r, 3.55 mmounb) B Toayosae (9 mu) u Boge (3 Mi1) Herasupyror
Tpu pas3a aszorom. JloGaeaswoT anerar namnaausa(Il) (13 mr, 0.059 mmonb) u RuPhos
(58 mr, 0.118 mmounb), U cMech HarpeBaroT A0 95°C B armocdepe a3oTra B TeUECHHUE
Houu. PM pator oxmagutbes no KT, npobasnsitoT BOOy, W CMechb TpPpU pasa
skcTparupyroT ¢ momombio EtOAc. OObenuHeHHbIE OpraHUYeCKUue CJIOU MPOMBIBAIOT
COJIEBBIM pacTBOpOM, cymar Hax 0e3B. MgSO,, QUIBTPYIOT M KOHIEHTPHPYIOT MpPHU
noHmWXeHHOM JnaBieHuu. Ounctka ¢ nomompbro DX (oT remraHa 10 cMecu
rentad/EtOAc = 3/7) naeT mpem-0yTun (2-(7-dpTop-2,3-
aurunpodenszo[b][1,4]auokcuH-6-mn)3TIin)KapbamMaT B BHUAE OJIEIHO-XKEJNTOTO Macja
(0.321 1, 91%). XX-MC B: tg = 0.94 muH; 63 HOHHU3ALHH.

A.1.113.3. 7-®T1op-2,3-nuruapodenso|b][1,4|auoxcuu-6-ua
TpUPTOPMETAHCYAb(OoHAT

PactBop 7-¢prtop-2,3-gurunpodenso[b][1,4]anokcun-6-omna (0.242 r, 1.42 mmoIb)
u TEA (0.516 mu, 3.70 mmonb) B 6e3B. AXM (15 mn) mpu KT oOpabarsiBatoT
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MOPLUUSIMHA 1,1,1-rpudpTop-N-penun-N-
((rpudropmermn)cynbdonmn)merancyabponamuga (0.617 r, 1.71 mMmonb), u cMech
nepememnBaioT npu KT B armocdepe a3ora B TeueHue HO4YU. PM KOHLEHTPUPYIOT
A0CyXa INpU MOHUKEHHOM JABJIEHUU U 3aTeM o4umarT ¢ nomoubio PX (oT renrtaHa
hi(s) cMecHu rentan/EtOAc = 7/3) c NOJyuYeHUEM 7-pTop-2,3-
auruapobenso[b][1,4]auokcun-6-un TpudpropMeraHcyibpoHaTa B BUAE OECIBETHOIO
macna (0.357 r, 83%). dKX-MC B: tg = 1.01 muH; 6e3 noHU3aLHH.

A.1.113.4. 7-®Top-2,3-guruapodenso|b][1,4]amoxkcun-6-oa

Cwmech 6-pTop-7-(MeTokcuMeTOKCH)-2,3-nurunpodenso[b][1,4]nuokcuna (0.524
r, 2.45 mmonb) B MeOH (5 mu) u IXM (5 mu) obpadateiBarot 12 M Boxua. HCI (0.407
M, 4.88 MMOJIb) U MOJYYEHHYIO B pe3yibTarTe CycrneH3uio nepememuarT npu KT B
teyenue Houu. JloOGasnsror Bony u JIXM wu ciou pasnensroT. BoaHblid ciioli nBa pasa
3KCTparupyroT ¢ nomombio JIXM u obbenuHEeHHbIE OpTaHUYECKHE CJIOU MPOMBIBAIOT
COJIEBBIM pacTBOpOM, cymar Hax 0e3B. MgSO,, GUIBTPYIOT U KOHIEHTPHUPYIOT MPHU
noHmXeHHOM paBieHuu. Oumctka ¢ nomombro DX (oT remraHa 10 cMecu
rentad/EtOAc = 3/2) maer 7-¢rop-2,3-nurunpodenso[b][1,4]nunokcun-6-01 B BUIE
oecuBetHoro TBepnoro BemectBa (0.325 r, 78%). XKX-MC B: tg = 0.63 mun; 0e3
MOHU3ALNH.

A.1.113.5. 6-DT1op-7-(MeTOKCHMETOKCH )-2,3-auruapoodenso|[b][1,4]anoxkcun

K  oxnaxngennomy (-78°C) pactBOopy  6-OpoM-7-(ME€TOKCHUMETOKCH)-2,3-
auruapobenso[b][1,4]auokcuna (0.500 r, 1.82 mmons) B 06e3B. TI'® (15 mu) mo
kamisam aobasisitoT pactBop Buli (1.6 M B rekcanax, 1.14 mu, 1.82 MMoJb), U CMeCh
IOTIOJTHUTENIBHO mepeMemnBaoT npu -78°C B armocdepe a3zora B TedeHHe | MHH.
3arem o KaIJIsiM n00aBJISIIOT pacTBoOp N-¢Top-N-
(benuncynbdouun)denzoncynbponamuna (0.650 r, 2.00 mmonb) B 6e3B. TT'® (10 mn),
U MOJYYEHHYIO B pe3yJibTaTe cMech nepememuBarT npu -78°C B teuenue 10 mun. PM
obpabateiBaroT Mo KarmisiM Bonou u nmarot Harpethes no KT. Jlobaemsitor EtOAc u
ciou paznenstoT. BomHeiii ciaoi aBa pasa skcTparupyrT ¢ nomombio EtOAc u
o0beIMHEHHbIE OPTraHUYECKHE CJOM IMPOMBIBAIOT COJIEBBIM PAaCTBOPOM, CYIIAT HAaj
6e3B. MgSO,, unbTpyrOT ¥ KOHUEHTPUPYIOT MPHU MOHUKEHHOM naBiieHuu. QUHUCTKA C
nomombpto ®X (or remrana ngo cmecu rentaH/EtOAc = 3/7) naer 6-drop-7-
(MmeTokcumeTokcn)-2,3-nurunpodenso[b][1,4]nuokcun B Buae xenroro macia (0.229

r, 59%). )KXX-MC B: tg = 0.83 mun; [M+H] = 215.12.
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A.1.113.6. 6-bpom-7-(meTokcumeToOKCH)-2,3-auruapodenso|[b][1,4]anoxkcun

Oxnaxnennsiii (0°C) pactBop 7-6pom-2,3-nurunpodenso[b][1,4]nuokcun-6-oma
(6.260 1, 27.10 mmonb, monydernue onucaHo B A.1.106.4.) B 6e3B. MDA (72 mn)
oOpabaTbIBalOT mopuusMu ruapuna Hatpus (60% nucnepcusi B MUHEpPaJIbHOM Macie,
1.300 r, 32.50 mmonab), u cmech mnepememmuBaor npu KT B armocdepe asora B
teueHue 15 mun. OxnaxaerHyr (0°C) cmech 00pabaThIBAIOT XJIOPMETHIMETHIOBBIM
spupom (4.12 ma, 54.20 mmonb) u nepememuBaror npu KT B atmocdepe aszora B
teyenue 1.5 u. JlobapnsitoT Boay u Et;O u cnou paspensror. Opranuydeckuil Clioi aBa
pasa MpOMBIBAIOT BOAOM, cymaT Hax 0e3B. MgSOy, GUIBTPYIOT U KOHIEHTPHUPYIOT MPH
noHmwxkeHHoOM naBieHuu. Ounctka ¢ nomombro DX (orT remraHa 10 cMmecu
rentad/EtOAc = 1/1) naeT 6-0poM-7-(METOKCUMETOKCH)-2,3 -
aurunpodenszo[b][1,4]auokcun B Bune OecnpetHoro macna (7.140 r, 96%). KX-MC
B: tg = 0.90 mun; [M+H]" =275.01.

A.2. CuHTe3 NpoU3BOAHBIX 6OPOHOBOH KHCJA0THI (popmyasl (A4)

A.2.1. MeTtna 2-(2-(meTnaruo)-4-(4,4,5,5-rerpamerna-1,3,2-
anokcadopogaH-2-uua)deHua)anerar

K pactBopy meTun 2-(4-6pom-2-(metuntuo)dpenmn)auerara (1.45 r, 5.27 mmonn)
B 0e3B. JM®PA (12 mn) mpu KT pobGasasror 4,4,4',4'5,5,5,5'-okramernn-2,2'-
6u(1,3,2-nuokcadboponan) (1.352 r, 5.27 mmonw), auerar kamus (2.069 r, 21.10
mMmoib) u Pd(dppf)Cl, (428 mr, 0.58 mmons). PM Harpesator no 90°C B atmocdepe
azora B TedeHue 17 u. PM 3zarem paror oxyagutbes no KT wu dunprpyror uepes
HaOWBKY HenauTa, nmpombiBas ¢ nomoinpio EtOAc. ®@unbTpaT NpOMBIBAIOT BOIOU U
BOJIHBIM CJIOM 1Ba pasa dkcTparupyrT ¢ mnomoumbi FEtOAc. OObenuHeHHBbIE
OpraHWYeCcKHue CJIOM 3aTe€M IPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hajg MgSOy,
(GUIBTPYIOT W KOHLEHTPUPYIOT MPH MOHMXEHHOM NaBjeHHH. OUYHCTKA C MOMOIIBIO
®X (or renrana no EtOAc) maer mermn 2-(2-(metuntuo)-4-(4,4,5,5-terpamerni-
1,3,2-nuokcaboponan-2-un)peHun)anerar B BUAE OJIETHO-XKEITOrO  TBEPAOTO
BemecTsa (664 mr, 39%). XKX-MC B: tg = 1.04 mun; [M+H]" = 323.16.

A.2.1.1. Metua 2-(4-0pom-2-(MeTuaTHO)peHnI)anerar

K pactBopy 2-(4-Opom-2-(metuntuo)denmn)ykcycHoit kucaorel (1.86 r, 7.12
mMmouib) B 6e3B. JIM®PA (17 mn) npu KT gobasnsitor kapOonat nesust (2.901 r, 8.90
MMoib) u HoameraH (0.667 mu, 10.70 mmonp), u PM nepememmusaror npu KT B
atmoc(epe azora B Teuenue 1 4. JloGasnstor Boay u Et,O u cnou paspensitor. BogHbli

CJIOH Ba pasa 3KkcTparupyroT ¢ nomoupio Et;O n oObeanHeHHbIE OpraHUYECKUE CJIOU
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IPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hany 0e3B. MgSO,, ¢unapTpyror u
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naaBieHnu. Ouucrka ¢ nomouipo X (oT renraHa
no cmecu rentad/EtOAc = 1/1) naer metun 2-(4-Opom-2-(MeTuntuo)peHumn)anerar B
Buzne xearoro macna (1.45 r, 74%). )KX-MC B: tg = 0.97 muH; 063 HOHU3ALHUH.

A.2.1.2. 2-(4-Bpom-2-(MeTHITHO)(PEeHHJ)YKCYCHASI KHCJI0TA

Cmech 2-(4-Opom-2-(metuntuo)dpenun)auneronurpuna (1.76 r, 7.27 mmoub),
Bonbl (7 ™), 95% cepHoii kuciaorbl (7.8 ™M) U yKCycHOW KuUCIOTHI (5.4 w™i)
HarpeBaror a0 110°C B armocdepe asora B Teuenue 4.5 u. PM 3arem pawoT
oxnanuthess 10 KT u BrIIMBAaKOT Ha cMech jien/Bona. PeaklMOHHYIO CMeCh ABa pasa
3KCTparupyroT ¢ nomombio JIXM u oO0benMHEHHbIE OPTAaHUYECKHE CJIOU MPOMBIBAIOT
COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO4, QUIBTPYIOT M KOHIEHTPHPYIOT MpPHU
NOHW)KEHHOM JaBJIEHHH C TnojdydeHuem 2-(4-0pom-2-(MeTunTno)(eHmns1)yKcyCcHOM
KHCJIOTBI B BUIE >kenToro TBepnoro Bemectsa (1.86 r, 98%). XKX-MC B: tg = 0.82
mus; [M+H]" = 260.70.

A.2.1.3. 2-(4-Bpom-2-(MeTnaTHO)(pEHHUJ)ALETOHUTPHII

PactBop (5-6pom-2-(xmopmerun)denmn)(mermn)cynbdpana (2.45 r, 9.74 mmonnp)
B MeCN (26 mn) u Boxe (3.4 mia) oOpabareiBaroT nuaHuaom Hatpus (646 mr, 12.70
mMoib), u PM mHarpesator no 80°C B armocdepe a3ora B TedeHue 16 4. 3arem
n00aBIAIOT AOMOJHUTEIbHOE KOJMYECTBO nuaHuna Hatpus (238 wmr, 4.85 mmouns), u
cmech HarpeBatoT 10 80°C B TeueHue 4 4. PM 3arem narot oxmaautecs no KT u
pa30aBisAOT BOJOH. ALETOHUTPHJ YIAAJSAIOT MPU MOHMKEHHOM aaBieHun u PM nBa
pasza 3KCTparupyrT ¢ nomoinbio JIXM. OObenuHeHHbIE OpraHUYECKHUE CJIOW CyIIaT
Hany Oe3B. MgSO4, QUIBTPYIOT M KOHIEHTPHPYIOT NpPU TMOHUKEHHOM JaBJICHHHU.
Ouncrka ¢ nmomomprw @X (ot renrana o cmecu rentan/EtOAc = 1/1) maer 2-(4-
Opom-2-(MeTHUITHUO)(PEHUIT)alleTOHUTPUI B BUAe OJIeTHO-KEJITOr0 TBEPIOrO BEIeCTBa
(1.76 T, 75%). XKXX-MC B: tg = 0.95 mun; [M+H]" = 241 81.

A.2.1.4. (5-bpom-2-(xaopmetua)dpenunna)(Merua)cyibpan

Oxnaxnennyro (0°C) cmecwr (4-Opom-2-(metmnruno)penun)meranona (2.31 r,
9.91 mmonb) u xyopuma nuaka (33.8 wmr, 0.248 mmonb) B 6e3B. AXM (20 wmm)
obpabaTpiBaroT MmO KamwisiM THOHUIXJopuaoMm (1.45 wmu, 19.80 mmonw), u PM
nepememnBatoT npu 0°C B teuenue 3 4 u 3arem npu KT B Teuenme 15 u. PM
KOHIEHTPUPYIOT TNPH TMOHMXEHHOM JaBJ€HUH C mnoyydeHueM (5-Opom-2-
(xnopmerun)dennn)(metun)cyinbdana B Buae xenroro macia (2.45 r, 98%). XKX-MC

B: tg = 1.04 muH; 0€3 HOHU3AIHU.
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A.2.1.5. (4-bpom-2-(MeTHATHO)(]peHHUT)METAHOI

K oxnaxnennomy (-78°C) pactBopy metun 4-0Opom-2-(metuntuo)oenzoara (2.87
r, 11.00 mmons) B 06e3B. TI'® (30 my) mo kamiasM HOOaBISIIOT PacTBOP TUAPHUAA
aunzobytunamomunuss (1 M B Tomyome, 33.0 wmu, 33.0 wmmonb). Cwmech
JOTOJHUTENBHO NepememuBaT npu -78°C B atmocdepe azora B TedeHue 15 MUH u
3ateM narT HarpeTbes 1o 0°C. [lepememuBanue npu 0°C nponoypkarT B TeueHue 15
MUH U OXJaxJaeHHY PM mocienoBarenpbHo obOpabarsiBatoT Bomoit (31 miu) u 2.8 H.
BonH. NaOH (22 mu). Cmecu 3atem narot Harpetrbesi 1o KT, nobasnsror EtOAC u ciou
pasnensror. BopHeiii  cimoi  aBa  pa3a  skcTparupyror ¢ nomompio  EtOAc.
OO0benuHeHHBIE OpraHuveckue ciom cymar Haxn Oe3s. MgSO,, ¢unbtpyroT Hu
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBiieHMH. Ouuctka ¢ momouipto @X (oT renrtaHa
no cmecu rentad/EtOAc = 1/1) maer (4-Opom-2-(MeTHNTHO)PESHUIT)METAHOT B BHUJIE
GecusetHoro TBepaoro Bemectsa (2.31 r, 90%). XKX-MC B: tg = 0.83 mun; [M+H]" =
232.99.

A.2.1.6. Metua 4-0pom-2-(MeTUITHO)0EH30aT

K pactBopy 4-6pom-2-mepkantoben3oitHoi kuciotel (3.00 r, 12.20 mMmoib) B
6e3B. IM®PA (20 mu) mpu KT nobasnstoT kapOonat uesus (11.952 r, 36.70 mmons), u
cmech nepememuBaroT npu KT B Teuenne 15 mun. Oxnaxnennyio (0°C) cmech 3aTem
obpabateiBaroT Hoameranom (1.92 mi, 30.60 mmons), 1 PM nepememusaror npu KT B
teueHue 16 4. JloGasnswoT Boay u Et,O u cnou paspenstor. BonHbiil cioii nBa pasa
skcTparupyoT ¢ nomouplo Et,O m oObenuHeHHble OpraHMYECKHUE CJION HMPOMBIBAIOT
COJIEBBIM pacTBOpOM, cymar Hajx 0e3B. MgSO,, GUABTPYIOT U KOHLEHTPUPYIOT HpPH
MOHM)KEHHOM JaBJIEHUHU C MOJydeHHEeM MeTus 4-0poM-2-(MeTunTuo)OeH30aTa B BHUIAE
OnenHo-opaH)eBoro Teepaoro Bemecta (2.87 r, 90%). XKX-MC B: tg = 0.96 muH;
[M+H]" = 261.06.

A.2.2. MeTHna 6-(4,4,5,5-terpamerni-1,3,2-nuokcadoponan-2-
ui)denzodypan-2-kapookcuaar

K pactBopy merun 6-Opombensodypan-2-kapbokcunara (528 mr, 1.97 mmouns) B
6e3B. IM®@A (10 mn) mpu KT nmobasnsror 4,4,4',4'.5,5,5',5"-okramernn-2,2"'-6u(1,3,2-
nuokcabopomnan) (505 wmr, 1.97 mmonsw), ameratr kanus (773 wmr, 7.87 MMmonb) H
Pd(dppf)CIl; (160 mr, 0.21 mmons). PM HarpeBatoT no 95°C B armocdepe azora B
teueHue 17 1. PM 3arem naror oxnagutbcs 10 KT u ¢unpTpyroT uepe3 HaOHMBKY
LeNUTa, NpoMbIBas ¢ nomoulpio Et,O. @unbTpat npomMbiBalOT BOJONW U BOAHBIN CIOH

ABa pas3a 3KCTparupyroT ¢ nomoubio Et,O. OO0bennHeHHbIE OpraHUYecKue CJIOH 3aTeM
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IPOMBIBAIOT COJEBBIM pacTBOpoM, cymaT Hag MgSO4, GUIbTPYIOT U KOHLUEHTPUPYIOT
npu mnoHmkeHHoM paasieHuu. Oumctka ¢ nomompbio P®X (oTr remraHa OO0 cMmecH
rentad/EtOAc = 7/3) pmaer merun 6-(4,4,5,5-rerpamerun-1,3,2-nuokcadboposian-2-
uin)0eHzodpypaH-2-kapOokcunar B Buae OECLBETHOrO TBepAoro Bemecta (286 wr,
48%). XX-MC B: tg = 1.06 mun; [M+H]" = 303.19.

A.2.3. MeTuna 5-(4,4,5,5-terpamerni-1,3,2-nuokcadoponan-2-
uia)oenzodypan-2-kapookcuaar

K pactBopy metun 5-6pombensodypan-2-kapbokcunara (510 mr, 1.96 mmounb) B
0e3B. IM®A (10 mn) nmpu KT nmobasnstor 4,4,4',4'.5,5,5',5"-okramernn-2,2'-6u(1,3,2-
nuokcabopomnan) (503 wmr, 1.96 mmonsp), ameratr kamus (769 wmr, 7.84 Mmousb) H
Pd(dppf)CIl, (159 wmr, 0.21 mmons). PM HarpeBaroT no 95°C B armocdepe azora B
teueHue 17 1. PM 3arem nparot oxnaautbes a0 KT u ¢unpTpyroT uepe3 HaOHMBKY
LenuTa, npomMsiBasi ¢ nomoupio Et,O. @unbpTpar npomMbiBalOT BOJONW U BOAHBIN CIOH
aBa pasa 3KcTparupyrot ¢ nomoupio Et;O. OO0bennHeHHbIe OpraHUYeCcKHe CIOU 3aTeM
IPOMBIBAIOT COJEBBIM pacTBOpoM, cymaT Hag MgSO4, GUIBTPYIOT U KOHUEHTPHUPYIOT
npu noHmkeHHoM pnasieHun. Oumctka ¢ nomompio PX (oT remraHa OO cMecH
rentad/EtOAc = 7/3) pmaer wmetrun 5-(4,4,5,5-rerpamerun-1,3,2-nuokcadboposian-2-
un)Oensodypan-2-kapOokcmnat B Bune OsexHo-xkenroro macaa (298 mr, 50%). XKX-
MC B: tg = 1.06 mun; [M+H]" = 303.16.

A.2.4. ITHa 6-(4,4,5,5-trerpamernii-1,3,2-gxuoxcadopoan-2-
uin)oenzodypan-3-kapookcuaar

K pactBopy atun 6-6pombensodypan-3-kapbokcunara (430 mr, 1.60 mmounb) B
0e3B. IM®A (10 mn) npu KT nmobasnstor 4,4,4',4'5,5,5',5"-okramernn-2,2"'-6u(1,3,2-
nuokcabopomnan) (410 mr, 1.60 mwmonsp), aumeratr kamus (627 mr, 6.39 MMosb) H
Pd(dppf)Cl, (130 mr, 0.17 mmons). PM HarpeBaroT no 95°C B armocdepe azora B
teueHue 17 1. PM 3arem narot oxnaautbes 10 KT u ¢unbpTpyroT uepe3 HaOHBKY
Lenura, npoMeiBas ¢ nomoupio Et,O. @unbpTpar npomMbiBalOT BOJONW U BOAHBIN CIOH
IBa pasa 3KcTparupyroT ¢ nomoupio Et,O. OO0beanHeHHbIe OpraHNYeCKHUEe CJIOU 3aTEM
NPOMBIBAIOT COJIEBBIM pacTBOpoM, cymaT Hag MgSO4, GUIBTPYIOT U KOHUEHTPUPYIOT
npu moHMmXkeHHOM pnasieHuu. Oumctka ¢ nomompio P®X (oT remraHa OO cMecH
rentad/EtOAc = 7/3) nmaer stun 6-(4,4,5,5-trerpamerun-1,3,2-nuokcaboponian-2-
un)0ensodypan-3-kapOokcuiaT B BHAE OECUBETHOrO TBepAoro BemectBa (238 wr,

47%). XX-MC B: tg = 1.12 mun; [M+H]" = 317.23.
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A.2.5. Metna 6-(4,4,5,5-terpamerna-1,3,2-guoxcabopoan-2-ua)-1H-
HHA0JI-3-Kap0oKCHJIAT

K pactBopy metrun 6-6pom-1H-unnon-3-kapOokcumnara (500 mr, 1.97 mMmonp) B
6e3B. IM®PA (10 mna) nmpu KT noGasasitot 4,4,4',4',5,5,5',5"-okramernn-2,2'-6u(1,3,2-
nuokcaboponan) (505 wmr, 1.97 mmons), aumeratr kamus (773 mr, 7.87 Mmosb) H
Pd(dppf)Cl, (160 mr, 0.21 mmons). PM HarpesaroT no 95°C B armocdepe azoTa B
teueHue 17 1. PM 3arem naror oxnaauthes no KT u ¢unbTpyroT uepe3 HaOHMBKY
1enura, npomMeiBas ¢ nomouipbio Et,O. @unpTpat npomMbiBalOT BOAONW U BOAHBIN CIOH
IBa pasa 3KcTparupyrot ¢ nomouibio Et;O. OO0beanHeHHbIe OpraHNYecKue CIIOU 3aTeM
IPOMBIBAIOT COJIEBBIM pacTBOpoM, cymaT Hag MgSQO4, GUIBTPYIOT U KOHUEHTPUPYIOT
npu moHMXeHHOM pnasieHuu. Oumctka ¢ nomoumpio ®X (oT remraHa OO CMecH
rentad/EtOAc = 7/3) naetr metun 6-(4,4,5,5-trerpamerun-1,3,2-nuokcaboponan-2-un)-
IH-unnon-3-kapOokcunar B Buae OecuBeTHOro Teepaoro BemectBa (186 wmr, 31%).
XKX-MC B: tg = 0.96 mun; [M+H]" = 302.25.

A.2.6. ITIa 2-(4-(4,4,5,5-terpamerna-1,3,2-nuokcadoponan-2-
uia)peHna)aKpuaart

K pactBopy stun 2-(4-Opompenmn)akpunara (500 mr, 1.86 mmonn) B 06e3B.
JIM®A (10 wmu) mpu KT npobasmsitor 4,4,4',4'5,5,5',5'-okramernn-2,2'-6u(1,3,2-
nuokcaboponan) (478 wmr, 1.86 mmonb), aumerar kanus (731 mr, 7.45 mMmounb) u
Pd(dppf)Cl, (151 mr, 0.20 mmonb). PM HarpeBaroT no 95°C B atmocdepe azora B
teueHne 16 4. PM 3arem nator oxsmanurbcs 1o KT wu ¢unbrpyror uepes HaOUBKY
1eJiuTa, NPpoMbIBasi ¢ moMoinbio Et,O. @unbTpaT nmpoMBIBAalOT BOJOW M BOIHBINA CJIOH
IBa pasza 3KCTparupyroT ¢ nmomouibio Et,O. OO0beauHeHHbIe OpraHUYeCcKre CIOU 3aTeM
POMBIBAIOT COJIEBBIM pacTBOpoM, cymaT Hag MgSO4, GUIBTPYIOT U KOHUEHTPUPYIOT
npu noHuw:keHHOM naBieHuu. Ouuctka ¢ nomoinbto @X (rentan/EtOAc = 7/3) nmaer
stun  2-(4-(4,4,5,5-rerpamerun-1,3,2-nuokcaboponan-2-un)peHnn)akpuiar B BHAE
6ecusernoro Macna (128 mr, 23%). XKXX-MC B: tg = 1.08 mun; [M+H]" = 303.21.

A.2.7. Itua 2-(2-3roxkcu-4-(4,4,5,5-rerpamern-1,3,2-nuoxkcadoposian-2-
ua)¢peHna)nponaHoaT

K pactBopy atun 2-(4-6pom-2-3tokcudenmn)nponanoara (359 mr, 1.19 mmons)
B 0e3B. IM®A (5 mn) npu KT nobasnsitor 4,4,4',4'.5,5,5',5"-okramernn-2,2'-6u(1,3,2-
nuokcabopomnan) (306 mr, 1.19 mmonsp), amerar kanus (468 mr, 4.77 MMonb) H
Pd(dppf)Cl, (97 mr, 0.13 mmonb). PM HarpeBator mo 95°C B armocdepe asora B

teueHue 17 1. PM 3arem naror oxnaautbesa a0 KT u ¢unpTpyroT uepe3s HaOHBKY
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LenUTa, NpoMbiBas ¢ nomolulpio Et,O. @unbTpat npomMbIBalOT BOAONW U BOAHBIN CIOH
aBa pasa 3KkcTparupyrot ¢ nomouibio Et;O. OO0beauHeHHble OpraHnYecKkue CIIOU 3aTeM
IPOMBIBAIOT COJIEBBIM pacTBOpoM, cymaT Hag MgSO4, GUIBTPYIOT U KOHLUEHTPUPYIOT
npu MoHMXeHHOM paasieHuu. Oumctka ¢ nomoupro P®X (oTr remraHa OO0 cMmecH
rentan/EtOAc = 7/3) npaer ostun  2-(2-a3Tokcu-4-(4,4,5,5-rerpamerun-1,3,2-
nuokcaboponaH-2-un)denun)nponaHoatr B Buae OecuBerHoro macna (249 mr, 60%).
XKX-MC B: tg = 1.13 mun; [M+H]" = 349.30.

A.2.7.1. DTna 2-(4-0pomM-2-3TOKCH(PEeHHJT)IPONAHOAT

K oxnaxnennomy (-78°C) pactBopy aumsonpommiamuna jutus (1.0 M B cmecu
Tr' ®/rexcans, 7.80 mu, 7.80 mMmonb) B 6e3B. TI'® (15 mu) nmo kamisiMm H00aBISIOT
pactBop 3T 2-(4-Opom-2-3tokcudenmn)anerara (2.01 r, 7.76 mmons) B 6e3B. TT' D
(5 mn), u PM ponmonautenbHo mnepememmuBarT npu -78°C B armocdepe azora B
teueHue 30 muH. K panee monyueHHol cMecu 3ateM no0aBusarT Hoametan (0.745 mu,
10.10 MmMonb) 1 mepeMemuBanue npogokaT npu -78°C B Teuenne 10 MuH, U 3aTeM
npu 0°C B Teuenme 30 muH. PM 3arem 00pabaThiBarOT MO KarisM HAaChIL]. BOJH.
NH4Cl u patot Harpetbcss 1o KT. JoGasnstor Bogy u EtOAcC u ciow pasmensior.
BonH. cioli DOMOJHUTENBHO 3KCTparupyror ¢ nomombio EtOAc u oObennHeHHbIE
opranudeckue ciou cymar Hax 0e3B. MgSO,, QUABTPYIOT M KOHLUEHTPHUPYIOT HpHU
noHmwkeHHoM paBieHnu. QOuuctka ¢ nomombio PX (remran/EtOAc = 4/1) naer
5Tud 2-(4-6poM-2-3TOKCU(EHIT)IPONAaHOAT B BUAe OECIBETHOTO TBEPAOIO BEINECTBA.
XKX-MC B: tg = 1.06 mun; [M+H]" = 301.09.

A.2.7.2. Dr1na 2-(4-6pom-2-3ToKkcupeHn)anerar

K pactBopy 2-(4-Opom-2-runpokcudeHus)ykcycHou kuciotrel (2.00 r, 8.66
MMmoJib) B 0e3B. JIM®PA (35 ma) npu KT gobasnstor kapOonat uesus (5.641 r, 17.30
MMoJab) U HomstaH (2.44 wmu, 30.30 mmonb), u PM nepememuBator mpu KT B
atMocdepe aszora B TedeHme 16 u. JloGamnsaror Boxay u Et,O u cioum pasnensior.
Bonublii cioit nBa pasza 3kcTparupyrT ¢ nomombio Et;O u  oObenuHeHHBIE
OpPraHWYeCcKHEe CJIOM TMPOMBIBAIOT COJIEBBIM pPacTBOPOM, cymaTr Hax 0e3B. MgSO,
GUIBTPYIOT W KOHLEHTPUPYIOT MPH MOHMXKEHHOM naBieHHH. OUYHCTKA C MOMOIIBIO
®X (renran/EtOAc = 7/3) maer stun 2-(4-Opom-2-3TokcudeHun)ameratr B BHUIE
6nenHo-xentoro macia (2.01 r, 81%). XKX-MC B: tg = 1.03 mun; [M+H]™ = 287.14.
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A.2.8. 2-(2-9Tokcu-4-(4,4,5,5-terpamern-1,3,2-nuoxcaboposan-2-
na)(peHna)yKCyCHasi KHCJI0TAa

Cnenys Meroauke, ONMHCAHHON nns cuHTe3a A.2.7., ucnons3ysa 2-(4-Opom-2-
STOKCU(EHUIT)YKCYCHYIO KHCIIOTY, YKa3aHHOE B 3aroJIOBKE COEIMHEHHE MOJIy4YaroT B
Buze 6exxeBoro Teepnoro semectsa. KX-MC B: tg = 0.91 mun; [M+H]" = 307.27.

A.2.8.1. 2-(4-Bpom-2-3TOKCH(EHUT)YKCYCHASI KHCJIOTA

Otun 2-(4-6pom-2-stokcudenun)anerar (4538 mr, 16.6 MMOJIb) pacTBOPSIIOT B
sranosne (30 wmur), nmobGasmsror 10% NaOH (27.7 wmn, 73.1 MMonb), U CMecCh
nepememinBaroT B TeueHue Houu npu KT. Cmech oOpadareiBaroT myTeM no0aBiieHUs
no karsam 37 % HCI (6.37 mn, 76.3 MMoIIb), 3KCTparupyrT ¢ nomombso 60 ma JIXM,
3ateM gABa pasa ¢ nomowpbio 30 mn EtOAc, cymar Hag MgSO; u ynapusamoT B
BAKyyMe€ C MOJYy4YE€HHEM YKa3aHHOTO B 3ar0JIOBKE COCIMHEHHs B BUIE OJIETHO-KEITOTO
TBepaoro Bemectsa (2.5 T, 99%). )KX-MC B: tg = 0.84 muHn, 0e3 noHn3anuu

A.2.8.2. DTuna 2-(4-0pom-2-3ToKcu(peHnI)aneTaT

Cnenys mMeromuke, onucaHHoH g A.2.7.2., wucnonp3ys 4-6pom-2-
TUAPOKCU(EHIIIYKCYCHYIO KHCJIOTY M HOJASTAaH, YKAa3aHHOE B 3aroJIOBKE COEJUHEHUE
TMOJy4aloT B BUAE Mpo3paynoro mMacia. JKX-MC B: tg = 1.03 mun; [M+H]" = 287.18.

A.2.9. 5-(4,4,5,5-Terpamerna-1,3,2-guokcadopoaan-2-ui)-3-
(TpudTopmerna)Tuoden-2-kapooHoBasi KHCJIAOTA

K pactBopy 3-(Tpudpropmerun)ruopeHn-2-kapoonoBoii kuciaorsl (330 mr, 1.68
MMoJb) B TT'® (7 ma) npu -78°C mo kamisiMm 100aBASIOT PacTBOP AUU3OMPONUIAMHUIA
autusi (2.0 M B cmecu TI'®/rekcanbi, 2.53 mu, 5.05 mmons). PM nepeMemnBarT B
teueHue 30 muH npu -78°C, 3arem npu 0°C B Teuenue 10 mun. O6patHo npu -78°C
mo  KamisiM  g00aBisiOT  pacTBOop  2-m3omponokcu-4,4,5 5-rerpamerun-1,3,2-
nuokcabopomnana (0.771 mu, 3.7 mmonb) B TI'® (15 miu), u PM nparoT MemsieHHO
Harpetbcsi 10 KT B Teuenue Houwm. Jobasmsror HCI 0.5 u. (20 mia), u cmech
skcTparupyroT ¢ nomombio EtOAc. OObenuHeHHbIE OpraHUYeCKUue CJIOU MPOMBIBAIOT
COJNIEBbIM pacTBOpoM, cymaT Hax MgSOy4 u pacrBoputens yaanstoT. Cbelpoil NPpOAYKT
ounmarT ¢ nomoupio X (JIXM/MeOH, ot 1:0 no 19:1) ¢ nonydeHueM yKa3aHHOTO
B 3aroJIOBKE€ COEAMWHEHHUS B BHJAE CBETJIO-OPAHXEBOrO TBEpAOro BemecTsa (443 wr,
82%). XX-MC A: tg = 0.59 muH; 6e3 noHH3aUU.

A.2.9.1. 3-(Tpudpropmerna)ruoden-2-kap6oHoBasi KHCJI0TA

K pacrBopy 3-(tpudropmermi)ruodpena (0.4 miu, 3.68 mmonb) mpu -78°C B

cyxom TT'® (10 mn) mo xamusim podasnsaroT pactBop BuLi (1.38 M B rekcane, 2.93
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My, 4.05 mmons), 1 PM nepememmuBatoT B Tedenne 30 mun. PM 3ateMm BBIIMBAIOT Ha
U30BITOK CBEXEAPOOJEHHOro CyXoro Ispaa - yriaekucioro rasza. Kak Toibko
temrnepatypa PM oOpatHo craner pasHoii KT, noGasnsror 1 H. HCl no moctmxenus
3HaueHus pH<3 u cmech skctparupyroT ¢ nomoinsio JIXM (3x). Opranuueckuil cioit
cymar Hax MgSO, ¥ KOHUEHTPUPYIOT B BaKyyMe C IOJIyYeHHEM YKa3aHHOrO B
3aroJIOBKE COEOUHEHUs] B BHAEe OJeaHo-:kentoro Teepaoro BemectBa (0.72 T,
kosndecTBeHHbIN ). JKX-MC A: tg = 0.69 muH; 6€3 HOHU3ALHH.

A.2.10. 3-DTokcu-5-(4,4,5,5-rerpamerni-1,3,2-nuokcadoponan-2-
Ua)THo(eH-2-KapOoHOBasT KHCJI0TA

VkazaHHOE B 3aroJIOBKE COCIMHEHHE IOJYYalOT B COOTBETCTBHHU C CHHTE30M
A.2.9., ucnone3yst 3-3TokcutHodeH-2-kapOoHoByro kuciory. KX-MC A: tg = 0.48
mus; [M+H]" = 217.07 (6opoHOBas KMCIOTa, B DE3yJbTaTe TMAPOIH3A CIOXKHOTO
nuHakojoBoro 3¢upa Ha XKXX-MC xonoHke).

A.2.11. 5-(2-DTokcu-4-(4,4,5,5-rerpamerna-1,3,2-guokcadoposian-2-
ua)dennn)-1H-terpazon

Cwmech 2-3Tokcu-4-(4,4,5,5-rerpameruin-1,3,2-nuokcaboponan-2-
wi)oenzonurpuna (500 mr, 1.83 mmouns), asunorpudyrunonosa(lV) (0.768 mnu, 2.75
MMOJb), U cyxoro toayona (4 wmu) HarpesBator mnpu 180°C B Teuenume 1 u B
ykynopeaHoii MB mnpoOupke npu MB obnyuenun. Cwmech oxnaxnpaior go KT,
obpabateiBaroT 0.1 H. HCI u skctparupyroT ¢ nomouipto EtOAc. Opranuyeckuii cioi
cymat Hax MgSO,4 1 KOHUEHTPUPYIOT B BakyyMe. OCTaToOK OYUIIAIOT ¢ momMouipo OX,
smoupyst rpaauentom rentaH:EtOAc, or 100:0 go 10:90. Dto maer yka3aHHOE B
3aroJIOBKe coennHeHue B Buae Oenoro teepaoro Bemectsa (135 mr, 23%). dKX-MC B:
tg = 0.94 mun; [M+H]" = 317.26.

A.2.11.1. 2-DTokcu-4-(4,4,5,5-rerpamerni-1,3,2-nuoxcadoponan-2-
HUJ1)0eH30HUTPHUJI

PactBop 2-runpokcu-4-(4,4,5,5-rerpamerun-1,3,2-nuokcadboponan-2-
wi)oenzonurpuia (1.50 r, 6.12 mmouns), K,CO3 (1.69 1, 12.2 mmons) B JIM®PA (4 mn)
u Homsytan (0.596 ma, 7.34 mmonb) HarpesatoT npu 120°C B Teuenne 30 muH. PM
oxnaxnarT Ao KT, pacnpenenstor mexay AXM u 1 v, NaHCO;. Boanbiil cioit
MOBTOPHO JKCTpParupyroT ¢ mnomombio JIXM, o00beIMHEHHYIO OpraHuKy Cymar
(MgSO4) u KOHUEHTPUPYIOT NPU MOHWKEHHOM [aBIEHHUU. DJTO JaeT YKa3aHHOE B
3aroJIoBKe coequHeHue B BHuae OexeBoro TBepaoro Bemectsa (1.31 r, 78%). XKX-MC

B: tg = 1.06 mun; [M+CH3CN+H]+ = 315.26.
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A.2.12. 2-(Iu¢pTopmeroxcu)-4-(4,4,5,5-trerpamern-1,3,2-auokcabdopoaan-
2-uj1)0eH30iHASI KHCJI0TA

K pactBopy 4-Opom-2-(nudpropmerokcu)oensoninon kucmnorsl (1.00 r, 3.56
MMoJb) B IM®A (20 ma) npu KT nobasnsaror Ouc(nunakonaro)aubop (1.355 r, 5.34
mmonb), KOAc (1.047 r, 10.7 mmons) u Pd(dppf)Cl, (208 mr, 0.285 mmonb). PM
nepememnBaroT npu 100°C B Teuenue 17 4, 3atem oxnaxknaarT 10 KT u punprpyror
yepe3 HaOUBKY HequTa, MpombiBasi ¢ momoinbio EtOAc. @uiabTpaT NPOMBIBAIOT BOJOU
U BOJHBIH CJOH 3kcTparupyroT (x2) ¢ nomombio EtOAc. OpraHudeckue ciou
00BEIMHSAIOT, MPOMBIBAIOT COJIEBBIM pacTBOpoM, cymaTt Hag MgSO4, dunaeTpyror u
KOHLEHTPUPYIOT MPU MOHMWKEHHOM AaBieHHU. OCTAaTOK OYUINAIOT C MOMOIbI0 DX,
smroupys JAXM ¢ nojdydeHHMEM YKAa3aHHOTO B 3arojiOBKE€ COEJIWHEHUS B BHUIE
OpPaHXeBOTro TBEpAOro BemecTsa (846 mr, 76%). XKX-MC A: tg = 0.37 mun; [M+H]" =
313.11.

Cnenys MeTonukKe, ONHCAHHOW nna cuHTe3a A.2.12. Bbllle, CHUHTE3UPYIOT
CIeAyIoLINe TMPOU3BOJHBIE OOpPOHOBOH KHUCIOTHI, HCXOAs U3 COOTBETCTBYIOLIUX
rajgoreHuaoB (cMm. Tabmuny 3).

Tadauua 3: llpousBoanbie 60poHOBOI KHUCIAOTHI A.2.13. — A.2.16.

MC

tgr [MuH]| | naHHBIE,
(OKX-MC) m/z
[M+H]"

Ne CoeauHenue

2-Iluxknobyrtokcu-5-(4,4,5,5-rerpamerun-1,3,2-

A.2.13. "
nuokcaboposaH-2-ua)0eH30lHasT KHCIOTA

0.91 (A) | 319.11

Metun  2-(metuntuo)-4-(4,4,5,5-rerpamerui-1,3,2-

2 2 2

A.2.14, nuokcaboponaH-2-un)0eH30ar

0.96 (A) | 309.18

5-(4-(4,4,5,5-Terpamerun-1,3,2-nuokcaboponan-2-

A.2.15. un)pennn)-[1,2,4-Jokcanuason-3-om

0.82 (B) | 290.10

1-Metun-6-(4,4,5,5-rerpamernn-1,3,2-
A.2.16. |nuokcaboponan-2-un)-1,2-nurunpo-3H-unnazon-3- 0.77 (A) | 275.27
OH

A.2.17. 2-®Top-6-nponui-4-(4,4,5,5-terpamernn-1,3,2-guokcaboposian-2-
Ha1)0eH30HHas KHCJI0TA

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOIUKOIM,
onmucanHoi nns A.2.12., ucxonsa u3 4-OpomM-2-pTop-6-mponunOeH30HHON KHCIOTHI

HKX-MC E: tg = 0.48 mun; [M-H]" =307.11.
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A.2.17.1. 4-Bpom-2-¢Top-6-nponu/deH30iiHAS KHCJI0TA

K pactBopy 4-06pom-2,6-gupropOensoitnoii kucnorel (5.00 r, 21.1 mmonb) B
TI'® (50 mn) mpu 0°C mo kxamnsMm B TedeHne 30 MuH noOaBisoT OpoMun H-
nponunmaraus (ZM B TT'®, 21.6 mi, 43.2 mmouns). Temneparype PM naroT noctuyp
KT, u nepememuBator B TedeHue 17 4, 3arem npu 0°C OCTOPOKHO racsT ¢ MOMOIILIO
MeOH (10 mu). ITocne mepeMemnBaHUs B TeYEHUE 5 MHH, PACTBOPUTENb YAAJSIOT
npu moHmkeHHOM naBieHuu. Ocrtatok pacupenensoT mexay EtOAc u 2 H. HCIL
Boanyroo ¢aszy noBTopHO 3KcTparupyioT ¢ nomouipio EtOAc (2x). OO0benuHeHHBIE OpT.
(a3bl TPOMBIBAIOT BOIOH, COJEBBIM pacTBOpPOM, cymar Haa MgSOs, GuibTpyroT u
KOHIeHTpUupyT. Ocratok ounmarnT ¢ nomombio ®X (renran/EtOAc, or 100:0 no
70:30) ¢ moaydYeHHEM YKa3aHHOT'O B 3arojIOBKE COCIMHEHHS] B BUIE O€JIOro TBEPAOTO
BemecTBa (4.45 1, 81%). XKX-MC A: tgr = 0.84 mMuH, 0€3 HOHU3ALUH.

A.2.18. 2-(2-DTokcu-4-(4,4,5,5-rerpamerna-1,3,2-guoxkcadoposian-2-
H1)(PeHOKCH)YKCYCHAasI KHCJIOTA

PactBop stun  2-(2-stokcu-4-(4,4,5,5-rerpamernn-1,3,2-nuokcadboponan-2-
wi)penokcn)anerata (1.285 r, 3.82 mmons) B EtOH (15 ma) obpabarteiBaror 10%
NaOH (7.64 mx, 19.1 mmonsb), u PM nepememusatot npu 50°C B reuenue 30 mun. PM
oxynaxnarT 10 KT u paszbasnsror ¢ nomoupio EtOAc. o6asnsror 2 H. HCI (15 min)
10 noctuxeHus kuciaoro 3HadueHus pH (<1). BoxgHslii cioli 1Ba pa3a 3KCTParupymor
nomombio EtOAc. ITony4deHHyI0 B pe3ysbraTe opranndeckyro ¢asy cymat Hag MgSOy
U KOHLEHTPUPYIOT C IMOJy4YeHHEM YKA3aHHOTO B 3arojloBKE€ COEAUHEHHUs B BUJE
opamskeBoii macts (1.10 T, 90%). XKX-MC A: tg = 0.80 mun; [M+H]" = 323.12.

A.2.18.1. DTua 2-(2-rokcu-4-(4,4,5,5-rerpamerna-1,3,2-guoxkcadéopoan-2-
uia)deHokcu)auerar

PactBop 2-3Tokcu-4-(4,4,5,5-rerpamerun-1,3,2-quokcaboponan-2-uin)denona
(3.47 r, 12.5 mmonb) B Oe3BoguoMm MDA (50 mu1) mocnenoBaTesibHO 00padaThIBAIOT
kapOonatom ne3us (6.10 r, 18.7 mmounb) u sTundpomauneratom (1.48 mu, 13.1 mmonb).
PM mnepememmuBatoT npu KT B Teduenue 1 4. JloOaBisitOT BOAY M CMECh 3KCTPAarupyroT
¢ nmomompo Et,O (x 3). O0benuHeHHBIE OPraHUYECKUE CIOU 3aTEM MOCJIEI0BATEIbHO
IPOMBIBAIOT BOJNOH (X 2) M coJeBBIM pacTBopoM, cymaTt Hajg MgSO., GunpTpyroT u
KOHIIEHTPUPYIOT TMPU TMOHWKEHHOM JaBJIEHUH C IOJYYEHHEM YHCTOrO MPOAYKTA B

Buze 6GecrserHoro macna (1.46 r, 77%). XKXX-MC A: tg = 0.94 mun; [M+H]" =351.18.
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A.2.19. (2-DTokcu-4-(4,4,5,5-rerpamernn-1,3,2-guoxkcadoposan-2-
ua)peHna)rauuuH

K pactBopy wmerun (2-a3tokcu-4-(4,4,5,5-rerpamerun-1,3,2-guokcaboposian-2-
un)penun)rmuunnara (207 wmr, 0.61 mmonb) B cmecu TI'®/H,O (4:1) (5 wmn)
nobasisitor LIOH.H,0 (51 mr, 1.21 mmonsb), 1 PM nepememusarot npu KT B Teuenue
2 4. Cmecp obpabareiBator 1 H. HCl (1 mn) u skctparupyrwT ¢ nomoumbio EtOAc,
cymar Hag MgSO4 M KOHUEHTPUPYIOT € MOJyYEHHEM YKa3aHHOTO B 3arojiOBKe
coenuHeHus B Bune kopuunesoro maciaa (0.151 r, 78%). dKX-MC A: tg = 0.82 muH;
[M+H]" =322.07.

A.2.19.1. Metua (2-3tokcu-4-(4,4,5,5-rerpamerunn-1,3,2-guoxkcabopojian-2-
ua)peHna)raIuuuHAT

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
onmucanHOu s A.2.12., ucxons uz metuna (4-6pom-2-stokcudennn)raununara. KX-
MC A: tg = 0.93 mun; [M+H]" = 336.28.

A.2.19.2. Metua (4-0pomM-2-3TOKCHPEHH)ITHIHHAT

K pactBopy 4-0pom-2-3Tokcuanununa (0.60 r, 2.64 mmons) B IM®PA (2.5 mi)
nobasnsaroT DIPEA (0.673 ma, 3.96 mmons), nocie yero merundopomanerat (0.275 m,
2.9 mmonb). Cmecy nepememuBatoT npu 90°C B TeueHue 1 4 B MUKPOBOJHOBOM
npudope. IM®PA ynapuBaroT B BHICOKOM BakKyyMeé M OCTATOK OUUINAIOT C MOMOIIBIO
@®X, smoupyst cmecsmu Hept/EtOAc, ot 1:0 no 17:3, ¢ mony4eHHeM YKa3aHHOIO B
3aroJIOBKEe COeIMHEHHs B Buge TeMHo-kpacHoro macia (0.71 r, 94%). XKX-MC A: tg =
0.89 mun;, [M+H]" = 288.08.

A.2.20. 3-(2-DTokcu-4-(4,4,5,5-rerpamerna-1,3,2-guokcadéoposian-2-
ui)penn)-[1,2,4]okcaauazon-S(4H)-on

VYkazaHHOE B 3arojIOBKE COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAHUKOI,
onucaHHou mus A.2.12., ucxons u3 3-(4-Opom-2-stokcudenun)-[1,2,4]okcaanason-
5(4H)-ona. XKX-MC A: tg = 0.89 mun; [M+H] = 333.06.

A.2.20.1. 3-(4-Bpom-2-3Toxkcudenuna)-[1,2,4Joxkcaauaszon-S(4H)-on

PactBop 4-0pom-2-3Tokcu-N'-rugpokcubensumunamuna (1.395 r, 5.38 mmomns),
1,1'-kapborunnuumuaaszona (1.31 r, 8.08 mmonb) u 1,8-nnazadbunukio[5.4.0]yunen-7-
eHa (1.23 mu, 8.08 mmounb) B nuokcane (20 mu) nepememuBaroT npu 90 °C B TeueHue
4 4 30 muH. Ilocae Toro, kak cMmech oxynanutca 10 KT, mpoaykT Beimagaer B OCagoK
nociae nodasnenuss 1M HCI. Jluokcan 4aCTUYHO yHapuBarwT C MOMOINbIO MOTOKAa Nj H

3aT€M TBEpPAOE BELECTBO OTQHIBTPOBBIBAIOT B BaKyyMe, IPOMBIBasg BOMAOM.
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VYkazaHHOE B 3aroJIOBKE COEIMHEHHE IOJYYalT B BUIe O€JI0ro TBEPAOro BEIIEeCTBA
(1.375 1, 90%). XKX-MC A: tg = 0.81 mun, [M+MeCN]™ = 325.89.

A.2.20.2. 4-Bpom-2-3ToKkcu-N'-ruaApoKcHOeH3UMUIAMHU]

Cycnensurw 4-6pom-2-3tokcubensonutpuina (1.50 r, 6.5 mmons), ruapoxsiopuaa
runpokcminamuna (913 mr, 13 mmons) u NaHCO; (1.365 1, 16.3 mMmons) B Boge (1.32
mi) u EtOH (26.6 mn) nepememuBatoT B 3anassHHON TpyOke mpu 90 °C B TeueHue 3 u.
Ilocne Ttoro, kak cMmech oxuagutcs a0 KT, npoaykr Beimazaer B OCagoOK U3
peakMOHHON cMmecH mocie nodasiaeHust BoAbl. TBepaoe BemecTBO OTQHIBTPOBBIBAIOT
B BBICOKOM BakyyMe, NpPOMBbIBas BOAOW U HekoTopbiM konuuecTBoM Et,O. Takum
0o0pa3oM MOJyYarT MEPBYI MOPIHUI0 YHCTOrO YKA3aHHOTO B 3aTr0JIOBKE COETUHEHUS
(947 wmr) B Bunme Oenmoro TBepaoro BemecTBa. PUIBTPAT 3KCTPATUPYIOT C MOMOMIBIO
EtOAc. Oprannyeckuii cioi 3aTeM ABa pa3a NPOMBIBAIOT COJIEBBIM PaCTBOPOM, CyLIaT
Han MgSO,, GUIBTPYIOT U KOHHEHTPUPYIOT. OCTATOK OYHIIAKT ¢ momombio DX
(hept/EtOAc, 5:5) ¢ mnonydeHueM emle ONHOW MOPUUM YHUCTOrO YKAa3aHHOTO B
3aroJIOBKE COEIMHEHHss B BHAE Oeysoro TBepaoro BemectBa (448 wmr), u ee
00BEUHSAIOT ¢ TEepBOH mMapTHEl, MOJYYEHHOW MNpH OCaXKICHUU. YKa3aHHOE B
3arojIoBKe COEIUHEHHE MOoJIydarT B BuAe Oesoro teepnoro Bemectsa (1.395 r, 83%).
XKX-MC A: tg = 0.53 mun, [M+H]" = 259.03.

A.2.21. 3-(2-D1okcu-4-(4,4,5,5-rerpamerna-1,3,2-guokcadoposian-2-
Ua1)(PeHOKCH)IPONAHOBAasA KHCJIOTA

VYkazaHHO€ B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucaHHoW mnuss A.2.12., wucxoms wu3 3-(4-Opom-2-3TOKCHU(EHOKCH)IIPONAHOBOM
kucaorsl. JKX-MC B: tg = 0.89 mun, [M+H]™ = 337.32.

A.2.21.1. 3-(4-Bpom-2-3TOKCH(EHOKCH)IPONAHOBASI KHCJIOTA

B npobupky mns MB mpuGopa 3arpyxkamT 4-0pom-2-3Tokcudenon (1300 wr,
5.98 wmmone), H,O (5 wmn), NaOH 32% (1.332 wmn, 14.38 wmmonp) u 3-
XJOPTPOMUOHOBYIO KUCIOTY (674 Mr, 6.08 MMonb). Ee ykynopusaroT u 00aydaroT npu
120°C B Teuenne 40 MUH Ha ypOBHE BBICOKOH 3Heprun. PM pasbasistor B Boge u pH
camxkaroT 10 pHY ¢ momompro 2 H. HCI, 3aTem nBa pasa 3KCTParupyrT ¢ MOMOMIBIO
EtOAc. OcHoBHOM BOAHBIN cyoit 3arem mnoakuciasaroT no pH2 wu pgBa pasa
skcTparupyroT ¢ mnomombio EtOAc, oObenuHEHHbIE OpPTraHUYECKHE SKCTPAKTHI
IPOMBIBAIOT BOAOH, COJNEBBIM pacTBopoM, cymar Hany MgSO4, duneTpyror u
yHapUBAT JOCyXa, MOoJiydas yKa3aHHOE B 3arojiOBKE COENMHEHHE B BHAE Oeyoro

nopomxka (0.448 r, 56%). XKXX-MC B: tg = 0.89 mun; [M+H]" = 289.10.
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A.2.22. Metua (E)-3-(3-3Tokcu-5-(4,4,5,5-rerpamerna-1,3,2-
AHMOKCA00pPOIaH-2-UJI)THO(PEH-2-uj1)aKpuaaT

VYkazaHHO€ B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucaHHoW mus A.2.9., ucxonms uz merun (F)-3-(3-stoxcutuodeH-2-uin)akpuiara.
XKX-MC A: tg = 1.02 mun; [M+H]" = 339.14.

A.2.22.1. Metua (E)-3-(3-3TOKcUTHOPEH-2-HIT)aKPHJIAT

Cycnensuto  3-3Tokcutnoden-2-kapdanpaeruga (290 r, 18.6 Mmoub),

metunOpomanerara (3.07 mu, 33.4 mmonwr) u Tpudpenundpocpuna (7.305 r, 27.8
MMoJb) B HackimieHHOM BoaH. NaHCO; (100 min) nepememuatot npu KT B Teuenue 5
4. Jlo6asysiror TI'® (30 mur), u PM nepememusatot B TeueHue Houu npu KT. 3atem ee
IBa pasza 3KCTparupyoT ¢ nomompbio JAXM. OObenuHeHHbIE OpraHUYECKUE CIIOU
cymar Han MgSOy, QuiabTpyrOT W KOHUEHTPUPYIOT B BakyyMme. CvIpodl HpOAYyKT
ounmmarT ¢ nomombo @X (Hept/EtOAc, 9:1) ¢ monyuyeHueM yKa3aHHOTO B 3aroJIOBKe
COEIMHEHHUs1 B BHAE TEMHO-opaHxeBoro Macia (2.9 r, 100%). XKX-MC A: tg = 0.69
muH; [M+MeCN]" = 198.26.

A.2.23. 3-(3-DTokcu-5-(4,4,5,5-trerpamerna-1,3,2-guokcadoposian-2-
HWJI)THO(EeH-2-HJI)IPONAHOBASI KHCJI0TA

K pacTBopy METHUJI (E£)-3-(3-3Tokcu-5-(4,4,5,5-rerpamerun-1,3,2-
nuokcaboponaH-2-un)ruodeH-2-mi)akpunara [A.2.22.] (250 wmr, 0.786 mmonb) B
MeOH (15 mun) nobasnsitor 5% Bnaxkusiidi Pd/C (50 mr). 3atem cocya HHEPTH3UPYIOT C
nomombo N, u npoaysatT H,. Cmech moMemarT B aBTOKJIAB U €€ NEepEeMEeIINBaoT B
teyenue Houu nipu KT nmon naBnenuem H, 4 Gapa, 3arem B Teuenue 1 1 npu 50°C non
naienueMm H, 4 OGapa. Ilocne ¢unpTpoBanus Ha punbtpe Barmana, nodasisror 10%
NaOH (1.18 mu, 11.8 mmonb), u PM nepememmuBaror B Teuenue | 4 npu KT. 3atem ee
obpadateiBaroT 2 H. HCl no noctukenus sHauenuss pH<1 u nBa paza 3KCTparupymor ¢
nomoubto EtOAc. Opranmueckuii cnoil cymwart Hax MgSOs U KOHIEHTPUPYIOT C
MOJy4YeHUEM YKa3aHHOTO B 3arOJIOBKE COSIMHEHUS B BUJI€ TEMHO-KeaToro macnia (287
Mr, 74%). XKX-MC A: tg = 0.86 mun; [M+H]" = 327.09.

A.2.24, Metua 2-(3-3tokcu-5-(4,4,5,5-rerpameruna-1,3,2-auoxkcabopoJian-
2-ua)TuodeH-2-ua)anerat

Cycnensuto metun 2-(3-3tokcutuoden-2-mm)anerara (815 mr, 4.07 mmous),

duc(nuHakonaTo)nubdopa (633 MT 2.44 MMOJIb ), aumepa (1,5-

2

nukinookranueH)(merokc)upunusi(l) (28.9 wmr, 0.0437 wmmons) u 4,4'-nu-mpem-

Oytun-2,2'-qunupuauna (26.8 mr, 0.0999 mmons) B TI'® (19.3 mn) nerasupyior
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NOTOKOM a30Ta B TeueHHue 15 MuH u 3ateM nepememusaroT npu 80°C B TeueHUe HOUM.
PM KOHLEHTPUPYIOT MPHU MOHUKEHHOM JaBIEHHU M OCTATOK OYHIIAIOT C MOMOIIBIO
®X (or Hept nmo Hept/EtOAc, 9:1) ¢ mnonydyeHueM YyKa3aHHOTO B 3arojlOBKe
COeMHEeHUs B BHAe OECLBETHOTO Macja, KOTOpoe KpucTauusyeTcs npu ctosinuu (908
Mr, 68%). XKX-MC B: tg = 1.03 mun; [M+H]" = 327.14.

A.2.24.1. Metua 2-(3-3TokcutnodeH-2-ua)anerar

K pactBopy 2-mgmazo-1-(3-stokcutnoden-2-un)stan-l-oma (2025 wmr, 10.3
mMoiab) U TEA (4.31 mu, 31 mmons) B MeOH (52.7 ma) mopuusimu n00aBJISIFOT
6enzoat cepebpa (1800 mr, 7.78 mmonar), u PM nepememnBatoT npu KT B Teuenune 2
4. 3areMm ee paszbaisitor ¢ momoibio EtOAc u ¢punpTpyror uepe3 nenur. Ouiabtpar
nBa pasza mpombiBaroT Hachimm. BogH. NaHCO3; u oamH pa3 cONEBBIM pPacTBOPOM.
Oprannueckuit cnoit cymatr Hag MgSO4, GUIBTPYIOT M KOHUEHTPUPYIOT. OCTaToK
ounmarT ¢ nomommbo @X (ot Hept no Hept/EtOAc, 95:5) ¢ monyyeHneM yka3aHHOTO
B 3ar0JIOBKE COEIMHEHUS B BUIE CBeTIO-kenToro macua (817 mr, 40%). dKX-MC B: tg
= 0.86 mun, [M+H]" = 201.14.

A.2.24.2. 2-/{ua3o-1-(3-3ToxkcutnodeH-2-ua)3Tai-1-on

PactBop 3-3TOKcHTHOdEH-2-KapOoHOBOH kuciaoTel (2500 mr, 14.1 mMmons) B
JAXM (120 mur) oOpabaThiBarOT no KarwisiM THOHMIXJopuaoMm (1.56 ma, 21.1 Mmouns).
PM nepememubarT npu KT B TeueHue HOUM, 3aTe€M €€ KOHLEHTPUPYIOT B BaKyyMe U
octaTtok pactBopsitoT B MeCN (80 mun). ITo xamnsim npoGasmsitor TEA (2.2 mim, 15.8
MMOJb) W pacTBop  oxjaxkpgarot gpo 0°C.  TIlo kammsam  go0aBSIIOT
(TpumeTtuncunun)auazomeran (2M pactBop, 15 M, 30 MMoub), U PM nepeMemuBarT
npu KT B Teuenue 2 1. 3aTeM ee OCTOPOKHO racsit myteM A00aBJICHUS MO KarlisiM
AcOH, no Tex mop, nmoka Gonpuie He OyneTr HaAOIIOAATHCA BBIIEIEHHUE My3bIPbKOB. PM
3aTe€M KOHIEHTPUPYIOT U OCTAaTOK pacnpenensitor wmexny EtOAc u  Bompoii.
Oprannveckuii cimoi 3areMm mnpombiBaloT Hackim. BoaH. NaHCO; wu coneBsim
pactBopom, cymat (MgSQOy4) u koHIeHTpupyT. OCTATOK OYHIIAKT ¢ momombio PX
(ot Hept no Hept/EtOAc, 8:2) ¢ monydeHneM yKa3aHHOTO B 3aroJIOBKe COSIMHEHUS B
BHJIE HUHTEHCUBHO-KeJITOro TBepaoro Bemectna (2.028 r, 73%). KX-MC B: tg = 0.78

muH, [M+H]" = 197.15.
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A.2.25.  Dtua 2-((2-3rtoxkcu-4-(4,4,5,5-rerpamerna-1,3,2-guoxkcaboposian-2-
W) (peHHJT)aMHHO)-2-0KCOALeTAT

VYkazaHHO€ B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucaHHoi nna A.2.12., ucxoma u3 stun 2-((4-Opom-2-3TokcHU]EHHIT)aMUHO)-2-
okcoanerara. )KX-MC A: tg = 0.98 mun; [M+H]=364.21.

A.2.25.1. DTua 2-((4-0pom-2-3ToKcH(pEHNT)AMHHO)-2-0KCOAETAT

K pactBopy 4-0pom-2-3Tokcuanununa (1.10 r, 4.84 mmons) B JIXM (35 mu) npu
KT nobGapmsitor TEA (0.748 mu, 5.32 mmons). PM oxnaxnparor go 0°C u nmo kamisim
nobaBnsaroT sTHiaokcammiaxjgopun (0.61 wmn, 532 mmonr). PM nepememmnBamT B
tedenue 30 muH npu 0°C, 3arem narot Harpetbes 10 KT u nepememuBaroT B TeueHue
30 mun. PM pacnpenensitor mexnay EtOAc u nHaceim. Boxd. NaHCO;. JlBa cios
pas3feNsioT U OpPraHUYECKHE CJIOH IPOMBIBAIOT BOJOW, COJIEBBIM PacTBOPOM, 3aTEM
cymar Hag MgSQO,, QuabTpyrOT U pacTBOPUTENb YAAISAIOT B BaAKYyMe€ C MOJYYCHHEM
YKa3aHHOT'O B 3arojIOBKE€ COEAMHEHUS B BUAE KOPUYHEBOTo TBepaoro semectna (1.52
r, 99%). XX-MC A: tg = 0.92 mun; [M+MeCN]" = 316.04.

A.2.26. 2-Bytokcu-6-¢grop-4-(4,4,5,5-terpamerna-1,3,2-nuoxkcadopoJian-
2-uj1)0eH30iiHASI KHCJI0TA

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IOJyYalT B COOTBETCTBUHM C METOAUKOM,
onucanHoi nmua A.2.12., ucxonsa u3 4-0pom-2-0yTokcu-6-pTopOeH301HON KHCIOTHI.
XKX-MC A: tg = 0.92 mun; [M+H]™=339.21.

A.2.26.1. 4-bpom-2-0yTokcHu-6-¢pTOopOeH30iiHAS KHCJI0TA

MeTtun 4-6pom-2-6yTokcu-6-propdbensoar (1246 mr, 3.94 MMOJIb) PaCTBOPSIIOT B
EtOH (15 mu). HobasnsoT 32% NaOH (1.82 mu, 19.7 mmonab), u PM HarpeBaroT 1o
60°C B Teuenue 1 4. 3atem ee oxnaxaarT 1o KT u paszbasnstor ¢ momompo EtOAc.
Hobasnsror 2 H. HCI (10 mu) no noctukenus kucioro 3HadueHus pH (<2). BoxgH. cioii
nBa pasa oSkcrparupyoT ¢ nomoupo EtOAc. IlonyueHHyro B pesyibrare
oprannveckyio ¢aszy cymart Hagx MgSO4 U KOHUEHTPUPYIOT C MOJYYEHHEM YKa3aHHOTO
B 3aroJIOBKe coenuHeHus B Bume Oemoro tBepmoro emecTta. XKX-MC E: tg = 0.52
mus; [M-H]™ = 290.89.

A.2.26.2. Metua 4-0pom-2-0yTokcu-6-¢gpropodensoar

K pactBopy metun 4-0pom-2-¢pTop-6-ruppokcudenszoara (1.00 r, 4.02 mmonb) B
JIM®A (10 min) pnobasnsarotr Cs,CO3 (2.62 r, 8.03 mmoiap) mocne yero 1-iogOyran
(0.685 mn, 6.02 mmonb). PM nepememmuBaror npu 120°C B Teuenue 2 4 npu MB

obnyyennu. PM  KOHUEHTPUPYIOT MNpPH  TOHMKEHHOM  JaBJIEHHH, OCTATOK



10

15

20

25

30

256

pacnpenenstoT mexay JAXM u Bomol. BoaHBIN CIOW MNOBTOPHO 3KCTPAarupyroT C
nomombo JIXM, obbenuHeHHy0 opraHuky cymart (MgSO4) U KOHUEHTPUPYIOT MPH
noHmwxkeHHoM naByieHun. Ouuctka ¢ nomombio @X (Hept/EtOAc, ot 1:0 no 19:1) maer
yKa3aHHOE B 3arojioBKe coeauHeHue B Buae OecupeTHoro macia (1.24 r, 99%). XKX-
MC A: tg = 0.98 mun; [M+H]" = 306.84.

A.2.27. Merua 2-(2-ruapoxkcudTokcu)-4-(4,4,5,5-rerpamerna-1,3,2-
AuokcabopoaaH-2-ui)deH3oar

VYkazaHHOE B 3arojIOBKE COEIMHEHHE MOJYyYalT B COOTBETCTBUHM C METOAHUKOIM,
onucaHHoW mns A.2.12., ucxonss u3 metua 4-06pomM-2-(2-rUapOKCUITOKCH)OEH30aTa.
XKX-MC B: tg = 0.89 mun; [M+H]" = 323.26.

A.2.27.1. Metua 4-0pom-2-(2-ruapoKcH3ITOKCcH)0eH30aT

K pactBopy merun 4-6pom-2-ruapokcubdensoara (500 mr, 2.1 mmons) B IMPA
(5 M) mpu 0°C mopuumsimu gobasnsror NaH (101 mr, 4.2 mmons). PM nepememuBaioT
B TeYeHHE HECKOJbKUX MHUHYT npu 0°C, 3atem mobasistor 2-6pomatanon (0.235 wmu,
3.15 mmonp), u PM mnepememmuBaror mpu 90°C B TedeHue 2 94 45 MuH, 3aTeM
oxyaxaarT 10 KT. K PM nobaBisitoT BOny M €€ IBa pa3a dKCTPArUPyIOT ¢ MOMOIIBIO
EtOAc. OOpennHeHHbBIE OPraHNYECKUE CIOU IMPOMBIBAIOT COJIEBBIM PACTBOPOM, CYyIIaT
Hag MgSOy4, GUIBTPYIOT U KOHIEHTPHUPYIOT NMPH MOHMXEHHOM aaBieHuHn. OcCTaTok
ounmatT ¢ nomombo @X (renran/EtOAc, ot 1:0 go 6:4) ¢ monydeHHeM yKa3aHHOTO
B 3ar0JIOBKe COeluHeHHs B Bumae OecupeTHoro macia (358 mr, 62%). XKX-MC B: tg =
0.77 mun; [M+H]™ = 275.14.

A.2.28. 7-(4,4,5,5-Terpamerni-1,3,2-qnuokcaéoponan-2-uj)-2,3-auruapo-
SH-Ttueno|3,2-e][1,4]aAMoKcenuH-S-0H

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE MOJYyYalT B COOTBETCTBUHM C METOAHUKOIA,
onucanHoi must A.2.24., ucxons u3 2,3-gurunpo-SH-tueno[3,2-e][1,4]auokcenun-5-
ona. XKX-MC B: tg = 0.51 mun; [M+H]" = 215.41 (3HaueHHe Macchl OT GOPOHOBOI
KHCJIOTBI, OOpa3oBaBIIeiics B pe3yjbTaTe PACHISIJICHHS CJIOKHOTO ITHHAKOJIOBOIO
s¢upa Bo Bpems ananuza XX-MC).

A.2.28.1. 2,3-Auruapo-SH-tueno|3,2-¢][1,4]anoxkcenun-S-on

B nmpobupky nnst MB npubopa 3arpyxatot K,CO;3 (623 mr, 4.5 Mmmob), MeTun 3-
ruapokcutuodpen-2-kapbokcmnar (250 wmr, 1.5 mmonp) u AMPA (5 wmiu). PM
NEepPEeMEINNBAIOT B TEYEHHE HECKOJbKMX MHHYT, 3aTeM H00aBIsAOT 2-O0poM3TaHOI
(0.146 ma, 1.95 mMonb), mpoOUPKY 3aKPBIBAIOT KOJAnaukoMm u HarpesaroT npu 100°C B

teyeHne 2 4 npu MB oOaydyenuu. [Hobapisitor 2-6pomstanon (0.0319 mu, 0.45



10

15

20

25

30

257

mMMonb), u PM mnepememmuBaror npu 90°C B TedyeHHE HOYM TIPH JAHHOM
temnepatypHoMm pexxume. Ilocne Toro, kak cmecwy oxnaaurcs 1o KT, nobasnsoT Boay
u PM tpu pasa skctparupyroT ¢ nomombio EtOAc. OObenuHeHHbIE OpraHUYecKue
ciaon cymat Hax MgSO4, GUIBTPYIOT U KOHUEHTPUPYIOT NMPHU MOHUKEHHOM JaBJIECHUH
C MOJYy4€HHEM CBhIPOTO YKa3aHHOI'O B 3aroJIOBKE COEIMHEHHUs B BUJE KOPUUYHEBATOIO
TBepaoro BemecTsa (338 mr, konuuecTsenusiii). JKX-MC B: tg = 0.61 mun; [M+H]" =
170.94.

A.2.29. Metua 2-(2-3tokcu-4-(4,4,5,5-rerpameruna-1,3,2-qguokcabopoJian-
2-uj1)(peHOKCH)IPONMAHOAT

K pacTBopy 2-3Tokcu-4-(4,4,5,5-trerpamerun-1,3,2-nuokcaboponan-2-
wi)penona (390 mr, 1.48 mmons) B IM®PA (15 ma) npu KT gobasmsror K,CO3 (427
mr, 3.03 mmone). PM nepememuBatoT B Teuenne 15 mun npu 60°C, 3ateM n100aBisiOT
metun 2-6pomnponuonar (0.2 mu, 1.77 mMmonb), u PM mepeMemuBaroT B TEYEHUE
Houn npu 60°C. PM oxnaxgaror no KT, KOHIEHTPpUPYIOT B BaKyyMe€ H OCTaTOK
pacnpenenstor mexay EtOAc u Bomoi. Opranudeckuil CIOW NPOMBIBAIOT €Ile pas
BOZOH, 3aTE€M COJIEBBIM pacTBOpoM, cymar Han MgSOy, QuIbTPYIOT M ymapuBarOT
I0CyXa C MOJYyYeHHEM YKAa3aHHOrO B 3arojIOBKE COEIMHEHHsS B BHJAE OJIE€THO-KEITOro
Macja, KOTopoe Kpucrausyercs npu crosiuuu (447 mr, 86%). XKX-MC B: tg = 1.04
muH; [M+H]" = 351.08.

A.2.30. 3-(3-Metokcu-5-(4,4,5,5-rerpamerna-1,3,2-qguoxcadoposian-2-
HI)THO(eH-2-HT)0KceTaH-3-01

VYkazaHHO€ B 3arojloOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOIM,
onucanHo# s A.2.9., ucxons u3 3-(3-metokcutuoeH-2-un)okceran-3-omxa. KX-MC
A: tg = 0.78 mun; [M-H,0]" = 295.12.

A.2.30.1. 3-(3-MeTokcutnodeH-2-uj)oKceTaH-3-0J1

K nepememmnBaemomy pactBopy 3-merokcutuodena (1.00 r, 8.58 mmonp) u
N,N,N',N'-trerpamerunstunesauamuna (1.55 mau, 10.3 mmouns) B Et,O (30 M) npu 0°C
no kamusm pobasisror Buli (1.6 M B rekcane, 6.4 wmn, 10.3 wmmons). PM
nepememuBaroT npu KT B Tedenne 30 MUH, 3aTeM MO KarisiM HO00ABISIIOT 3-OKCETaHOH
(0.761 mn, 12.9 mmonb), u PM nepememusator npu KT B Teuenue 35 muH, 3aTem
pa30aBIsIOT BOAOH, BOAHBIN CIIOH TpH pasza dKcTparupyroT ¢ nomombo EtOAc u
oO0bennMHEHHbIE oOpraHuueckue cioum cymar Hax MgSO4, dunetpyror u
KOHIIEHTPUPYIOT MPU MOHMWKEHHOM naBieHnu. OctaTok ounmaroT ¢ nomombio ®X (ot

Hept no Hept/EtOAc, 8:2) ¢ mosyueHueM yKa3aHHOIO B 3arojiOBKE COENHHEHUS B
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Buze cBeTIo-kentoro mMacna (1.123 r, 70%). XKX-MC A: tg = 0.53 mun; [M-H,0]" =
169.04.

A.2.31.  3-Drtokcu-4-(4-(4,4,5,5-terpamerna-1,3,2-guokcadoposian-2-
ui1)(peHnT)uuKI00yT-3-eH-1,2-1H0H

3-DTokcu-4-(TpubyTHICTAHHUI )UHKI00YyT-3-eH-1,2-n110H (335 mr, 0.807 MMoub)
U CJIOXKHBIM MUHAKOJOBBIA 3¢up 4-tiondenundoponoBoit kuciaorsl (298 mr, 0.904
MMOJb), pactBopsitoT B JIM®PA (4 mia) npu GapborupoBannu N B Te4eHUE S5 MUH.
Hobasnsaror  mpanc-6en3un(xiop)ouc(rpudpennndochun)namnanuii(ll) (36.7 wr,
0.0484 mmonp) u Cul (15.4 mr, 0.0807 mmonb), 1 PM nepememmnsaror npu KT B
TedeHue 3 4., 3aTeM QHIBTPYIOT YePe3 MUKPOCTEKJISHHBIA PUIBTDP, KOHIEHTPUPYIOT B
Bakyyme u ounmaroT ¢ nomombio @®X (Hept:EtOAc, or 100:0 nmo 80:20) ¢
NOJIyYCHHUEM VKA3aHHOTO B 3aroJIOBKE COEIWHEHHS B BHAE JKEJITOTO TBEPAOTO
semectsa (127 mr, 48%). XX-MC A: tg = 0.97 mun; [M+MeCN]™ = 370.07.

A.2.32. 2,6-Aumeroxcu-4-(4,4,5,5-rerpamerna-1,3,2-nuokcadoponan-2-
Hia)0eH30HHas KHCJI0TA

VkazaHHOE B 3arojIOBK€ COEIMHEHHE IOJYyYalT B COOTBETCTBUHM C METOAUKOM,
onucanHoOW st A.2.12., ucxons usz 4-6pom-2,6-1uMeToKCuOEH30HHON KucaoTel. KX-
MC B: tg = 0.84 mun; [M+H]" = 309.10.

A.2.33. Merua 2-3TO0KCU-6-MeTOKCH-4-(4,4,5,5-TeTpameTna-1,3,2-
AHOKCcA0OpoNaH-2-nJ1)0eH30aT

VYkazaHHO€ B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOIM,
onucaHHoW mus A.2.12., ucxoass u3 metun 4-OpoM-2-3TOKCH-6-MeTOKCHOEH30aTa.
XKX-MC B: tg = 1.04 mun; [M+H]" = 337.18.

A.2.33.1. MeTua 4-0poM-2-3TOKCH-6-MeTOKCHOEH30aT

K 4-6pom-2-3TOKCH-6-MeTOKCUOeH30HHOoM kucimore (3080 mr, 11.2 mMmone) B
JAM®A (30 ma) nopuusimu nodasisaroT Cs,CO; (4742 mr, 14.6 MMOJIb), TOCIIE YETO 1O
KarsiM nodasisroT metuniioaun (0.836 mu, 13.4 mmonb). PM nepememunBaroT npu KT
B TeueHUe 2 4, 3aTeM NO00aBISIOT BOAY M CMECh 3KCTparupyroT ¢ nomombio Et,0.
Opranuueckuil CJIOH MOCIENOBATENBHO MPOMBIBAIOT BOJIOW M COJIEBBIM PacTBOPOM,
cymar Hax MgSO, ¥ KOHUEHTPUPYIOT MPH MNOHMXKEHHOM aaBieHuu. (OcTaTok
ounmarmT ¢ nomompeo ®X (Hept/EtOAc, ot 1:0 no 1:1) ¢ moaydeHuem mponykTa B
Buze Genoro TBepaoro Bemectsa (2.87 r, 89%). XKX-MC B: tg = 0.96 mun; [M+H]" =
288.99.
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A.2.33.2. 4-BpoM-2-3TOKCH-6-MeTOKCHOEH30iiHASI KHCJ0TA

4-BpoM-2-3TOKCH-6-MeTOKCUOEH3aIbIeTU (2950 Mr 11.4 MMOJIb)

cycneHnupyoT B 1-BuOH (48 M) u o karmisiMm 100aBJSIIOT pacTBOP XJIOPUTA HATPHUS
(2574 wmr, 22.8 MMoONb) U MOHOTHApPATA OJHO3aMelneHHoro gocdara vHatpus (7935 wr,
56.9 mmonb) B Bome (24 wmu). Ilocne 3aBepmieHuss 3Toii omepanuu ao0OaBIeHHS,
nobasnsT 2-metun-2-6yten (10.2 mu, 91.1 mmons). PM nepememmuBaror npu KT B
tedeHue 30 MHH, 3aT€M KOHLEHTPUPYIOT MPH MOHMXKEHHOM paBjieHuu. OCTaTok
CyCNeHIupyrT B Boae, noakucienHou 1 H. Bogu. HCI, u 3 pasa skctparupyrort Et,0.
OO6benuneHHble 3KCTpakThl mpoMbiBatoT 1 H. BogH NaOH (3 pasza). OObvenuHeHHbIE
BONHBIE cyiou moakucisroT 6 H. BogH. HCl m 3 pasa 3KCTparupyroT ¢ MOMOMIBIO
EtOAc. Opraanyeckue skcTpakThl cymaTt Hag MgSQO4, QUIBTPYIOT U KOHUEHTPUPYIOT
IpU MOHMKEHHOM JIaBJIEHHUH, C 00eCIeYeHHEM YKa3aHHOTO B 3ar0JIOBKE COCIMHEHHUsS B
BHUAe ONenHO-)enToro TBepaoro Bemectna (3.08 r, 98%). KX-MC B: tg = 0.79 muH;
[M+H]" =274.91.

A.2.33.3. 4-Bpom-2-3TOKCH-6-MeTOKCHOEH3aJIbAer u

K pactBopy 4-06pom-2-ruapokcu-6-merokcudensanpaerunna (2880 wmr, 12.5
mMoib) B IM®A (30 mn) nobasnsroT kapbonart nesus (4874 mr, 15 mMmouns), mocie
yero Homstan (1.1 mu, 13.7 mmons). PM nepememusator npu KT B TeueHue HOUH.
JloOaBnAOT BOAY M BOAHBIM cJoOM »sKkcTparupyrotr ¢ mnomombio Et,O (3 x).
OObennHEeHHbIE OpraHMYEeCKHe CJIOW MPOMBIBAIOT BOAoH, cymar Hax MgSOy,
KoHUeHTpupyoT. Ounctka ¢ nomompo D®X (Hept/EtOAc, or 1:0 mo 1:1) maer
yKa3aHHOE B 3aroJIOBKEe CoequHEeHHe B Buae Oenoro TBepaoro BemecTtra (2.95 r, 91%).
XKX-MC B: tg = 0.90 mun; [M+H]" = 258.95.

A.2.34. Drtua 2-(2-3rokcu-4-(4,4,5,5-rerpamerunn-1,3,2-guoxkcaboposian-2-
Ui1)(peHOKCH)-2-MeTHANPONAHOAT

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOI,
onmucanHod gusa  A.2.12., wucxomas wu3 3tUun  2-(4-Opom-2-3TOKCcH(PEHOKCH)-2-
metunnponanoara. XKXX-MC B: tg = 1.13 mun; [M+H]" = 379.22.

A.2.34.1. DTna 2-(4-0pomM-2-3ToKkcuPeHOKCH)-2-MeTHNPONAHOAT

VYka3zaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
onucanHod g A.2.18.1., wucnone3dys 4-Opom-2-3TokcudpeHon wu  ITHIA  2-

6pomuzobytupar. JKX-MC B: tg = 1.09 mun; [M+H]" = 331.09.
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A.2.35. Merua 2-(2-3TOoKCH-6-pTOp-4-(4,4,5,5-TeTpameTna-1,3,2-
anoKcadopogaH-2-uia)deHua)anerar

K pactBopy merun 2-(4-6pom-2-3Tokcu-6-dpropdenun)aunerara (1.370 r, 4.71
MMoJb) B 6e3B. JIM®PA (12 mu) npu KT gobasnstor 4,4,4',4',5,5,5',5"-okramernn-2,2'-
6u(1,3,2-nuokcaboponan) (1.207 r, 4.71 mmounb), auerat kamus (1.847 r, 18.80
mMmoib) u Pd(dppf)Cl, (383 wmr, 0.51 mmons). PM nHarpesator no 90°C B armocdepe
a3oTa B TedyeHwe Houu. PM 3arem paroT oxnaauthes A0 KT u GuapTpyroT depes
HaOMBKY HeiauTa, mpombiBas ¢ nomombid EtOAc. @uubTpaT NPOMBIBAIOT BOJIOU H
BOJIHBIM CJIOM 1Ba pasa dkcTparupyrT ¢ mnomombio FEtOAc. OObenuHeHHBbIE
OpraHUYeCcKHe CJIOM 3aTe€M IPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hajg MgSOy,
GUIBTPYIOT M KOHLEHTPUPYIOT NMPH MOHMXEHHOM JNaBieHHH. OUYHCTKA C MOMOIIBIO
®X (ot renrana no cmecu rentan/EtOAc = 1/1) maer metun 2-(2-3tokcu-6-dgrop-4-
(4,4,5,5-trerpamerun-1,3,2-nuokcaboponan-2-un)peHun)anerar B BUIE OECLBETHOIO
tBepaoro Bemectsa (0.970 T, 61%). XKX-MC B: tg = 1.09 mun; [M+H] = 339.21.

A.2.35.1. Metua 2-(4-0pom-2-3TOKCH-6-pTOpdeHnI)aneTaT

K pacrBopy 2-(4-Opom-2-3TOoKcu-6-propdeHun)ykcycHon kucimorbl (1.440 r,
5.20 mmonp) B 6e3B. IM®PA (15 mu) npu KT moGasnstor kapOGonar uesust (2.117 1,
6.50 mmonp) u Honmeran (0.48 mu, 7.80 mmonp), u PM nepememusarotr npu KT B
atMocdepe azora B TeueHue 15 muH. JloGamnsroT Boay u Et,O u ciou pasgensror.
Bonanbiit cnoit nBa pasa 3KcTparupyroT ¢ nomombi Et;O u  oObennHeHHBIE
OpraHUYeCKHEe CJIOW NPOMBIBAIOT COJEBBIM pPAacTBOpPOM, cymar Hax 0e3B. MgSOy,
(GUIBTPYIOT U KOHLEHTPUPYIOT MPH MOHMXEHHOM naBjeHuH. OUHCTKA C MOMOIIBIO
®X (ot rentana no cmecu rentad/EtOAc = 1/1) naer metun 2-(4-6pom-2-3TOoKCH-0-
dbropdenun)anerar B Buae decuserHoro macia (1.370 r, 91%). XKX-MC B: tg = 1.01
muH; [M+H]" = 290.99.

A.2.35.2. 2-(4-Bpom-2-3TOKCH-6-PpTOpPEeHNT)YKCYCHAST KHCIO0TA

Cwmech 2-(4-6pom-2-3TOKCcu-6-pTopdpenun)aneronutpuna (1.440 r, 5.58 mmouns),
BOAbI (5 mir), 95% cepHOH KHUCIOTHI (6 MJT) B YKCYCHOH KHUCIOTHI (7 MIT) HAarpeBarOT A0
110°C B armocdepe azora B TeueHue 3 4. PM 3arem paroT oxjanutbcs a0 KT u
BBUIMBAIOT Ha CMeChb Jea/Boma. PeakUMOHHYK CMeCh JBa pas3a 3KCTPAarupymoT ¢
nomompto JIXM u oObenuHEHHBIE OPraHWYECKHE CJIOM IIPOMBIBAIOT COJIEBBIM
pactBopom, cymatr Hax 6e3B. MgSOy, QuapTpylOT W KOHUEHTPHPYIOT IIpHU

MMOHUXKEHHOM JaBJI€HUU c MOJIyYEHUEM ChIpOH 2-(4-6pom-2-3TOKCHU-6-
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dropdeHun)ykcycHol KUCIOTHI B Buae OecuperHoro teepaoro semectsa (1.440 r,
93%). KX-MC B: tg = 0.88 muH; 6e3 noHHU3aLHU.

A.2.35.3. 2-(4-Bpom-2-3TOKCH-6-PpTOpPeHnT)aLIeTOHUTPHUI

PactBop 5-Opom-2-(xmopmermin)-1-sTokcu-3-propbensona (2.860 r, 10.10
mmounb) B MeCN (27 mur) u Boge (3.5 mu) oOpabarsiBaroT iuaHuaoM Hatpus (669 wr,
13.10 mmounb), u PM HarpesatoT 1o 80°C B armocdepe a3ora B TedyeHue HO4YU. PM
3ateM patoT oxjanutbes 10 KT u paszOaBisroT BOAO. AUETOHUTPUI YIANSIOT NPHU
MOHU)XEHHOM JaBJIEHUM M CMeEChb JIBa pa3a 3KCTparupyrT ¢ nomoubio JIXM.
OO0benuHeHHBIE OpraHuveckue ciom cymar Hax Oe3s. MgSO,, ¢uuabTpyroT H
KOHIIEHTPUPYIOT NPU MOHMXEHHOM naBiieHHH. Ouuctka ¢ momouipto @X (oT renrtaHa
no cmecu rentad/EtOAc = 1/1) naet 2-(4-6pom-2-31okcu-6-propdenun)aneTOHUTPUI
B BuUae OecupeTHOro teepaoro Bemectsa (1.440 r, 55%). KX-MC B: tg = 0.97 muH;
0e3 noHu3auuH.

A.2.35.4. S5-Bpom-2-(xsqopmeTna)-1-3aTokcu-3-propoeHso

Oxnaxnennyro (0°C) cmecwh (4-Opom-2-3Tokcu-6-prophenmn)meranona (2.180
r, 8.75 mMonp) u xmopuna nuHka (29.8 mr, 0.219 mmons) B 6e3B. AXM (17 M)
obpabaTpiBaroT MmO KamwissM THOHUIXJopuaoMm (1.28 wmu, 17.50 mmons), u PM
nepememnBaroT npu 0°C B TeueHue 2 4. PM KOHLUEHTPUPYIOT NPU HNOHUKEHHOM
IABJIEHUU C TOJIy4E€HHEM ChIporo 5-Opom-2-(xnopmeruin)-1-3Tokcu-3-propOeHsona B
Bune OnemHo-poszoBoro macia (2.330 r, 99%). XKX-MC B: tg = 1.07 mun; 06e3
MOHU3ALNU.

A.2.35.5. (4-Bpom-2-3TOoKCH-6-PpTOpdeHHnT)METAHO

K oxnaxnennomy (-78°C) pacTBopy Metun 4-0pom-2-3Tokcu-6-pTopOeH3oara
(3.150 1, 11.40 mmounb) B 6e3B. TI'® (30 ma) no karmisiMm 100aBJSIIOT PaCTBOP THAPHUIA
aunzobytunamomunuss (1 M B Tomyome, 34.1 wmiu, 34.1 wmmonb). Cwmech
IOTOJTHUTENBHO NepememuBaT npu -78°C B atmocdepe azora B TedeHue 15 MUH u
3aTteM aarT HarpeTbes A0 0°C. IlepememuBanue npu 0°C npoposkaroT B TeueHue 45
MUH, U 3aTe€M OXJaxkJIeHHYI PM mnocnenoBarenbHO oOpabaTeiBatoT Bonmou (35 mut) u
2.8 u. BogH. NaOH (25 wmu). Cmecu pmaror Harpetbcss a0 KT u momomHUTENBHO
nepememinBaoT B TedueHue 30 muH. [lonydeHHyI0 B pe3yibTraTe CMech (QUIBTPYIOT
yepe3 weiautT, npombiBas ¢ nomombo TI'®. Jlobasnsior EtOAc u Boamy, u ciou
pasnensror. Bonxubiii cnoit nBa pasza skcTparupyror ¢ nomombio EtOAc wu
oO0beNMHEHHbIE OpraHudeckue cjou cymar Hajg 0O0e3B. MgSO,, dunaptpyror u

KOHIIEHTPUPYIOT NPHU MOHMXKEHHOM naBieHnu. Ouucrka ¢ nomouipto X (oT renrtaHa
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no EtOAc) naer (4-Opom-2-3Tokcu-6-propdeHmna)MeTanon B BHAE OECIBETHOTO
TBepaoro Bemectsa (2.680 r, 95%). )KX-MC B: tg = 0.84 muH; 6€3 noHU3aLUN.

A.2.35.6. MeTtua 4-0pom-2-3ToKCcu-6-pTopOeH3oar

K pacrBopy metun 4-6pom-2-prop-6-rugpokcudensoara (2.930 r, 11.20 mmounb)
B 0e3B. JIM®A (14 ma) npu KT nocnenoBarenpHo nodasnsaoT kapboHat nesus (3.642
r, 11.20 mmonb) u ioxgstan (0.90 mu, 11.20 mmons), 1 PM nepememuBarot npu KT B
teueHue 30 MuH. 3aTeM NOOABJSAIOT JAOMOJHUTENIbHOE KOJIUYECTBO KapOOHATa Le3us
(3.729 1, 11.40 mmonsp) u Hondtana (0.92 mu, 11.40 mmons), u PM mepememmnBaroT
npu KT B Teuenune 20 mun. J[obasnstoT Boay u Et,O u cnou pasnensror. Bogublii cioi
IBa pasza 3KCTparupyrT ¢ nmomoumblo Et)O m oO0benuHEHHBIE OPraHUYECKHE CJIOU
MPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO4, ¢unpTpyroT u
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBieHnu. Ouuctka ¢ momouipto @X (OT renrtaHa
no cmecu rentad/EtOAc = 1/1) nmaet metun 4-6pom-2-3Tokcu-6-propbeHzoat B BHAE
xenroro maciaa (3.150 r, komuuectBenHeli). XXX-MC B: tg = 0.97 mun; [M+H] =
277.08.

A.2.36. MH3omponmua 2-(2-uszonponokcu-4-(4,4,5,5-rerpamerna-1,3,2-
auokcadopogaH-2-ua)deHua)anerar

K pactBopy wusomnponun 2-(4-Opom-2-uszonponokcudenmn)amnerara (2046 wr,
6.31 mmonb) B JIM®PA (25 mn) npu KT noGasmisror Ouc(nunakonaro)audop (1618 wmr,
6.31 mMmonb), mocie yero ameratr kamus (2477 wr, 25.2 mmonas). PM mpoayBawT ¢
nomomibio Ny u gobasnsitor auxyop(l,1'-ouc(audpenundocuno)dpeppoueH)naniagmii
(I) (513 wmr, 0.694 mmonb). PM HarpeBatoT npu 95°C B TedeHHE HOYH, 3aTEM
oxnaxnaroT 10 KT, ¢unbrpyroT depe3 HaAOUBKY LENIUTA U MPOMBIBAIOT C MOMOIIBIO
Et,0. dobasnsroT Boay u Et,O, u nBa cinos pa3nenstoT. BogHbli ClIOH 3KCTParupyoT
¢ momompo Et;O (3x). OObennHEeHHbIE OPTaHUYECKHE CJIOU MPOMBIBAIOT BOJIOH (2X),
coNieBbIM pacTBOpoM, cymatr Hax MgSO,, QuIbTPyOT M ymapuBarT B BaKyyMme.
Ocrarok ounmaroT ¢ nomompo X (Hept:EtOAc, ot 100:0 no 70:30) ¢ monyueHuem
YKa3aHHOTO B 3aroJIOBKE COEIMHEHUs B BUJIE CBeTJO-3eneHoro macna (1.604 r, 70%).
XKX-MC B: tg = 1.14 mun; [M+H]" = 363.25.

A.2.36.1. H3onponua 2-(4-0pom-2-uzonponokcudeHns)anerat

K 4-6pom-2-rugpokcudenunykcycHnoi kuciaore (2000 mr, 8.22 mmouns) B IMPA
(25 M) nobasnsror kapboHat uesus (5359 mr, 16.4 mmons) u 2-6pommnponan (2.73
mi, 28.8 mmonb) npu 0°C. PM HnarpeBatot no KT u nmepememmuBaroT B TedeHue 1 d,

3areM HarpeBaroT 10 45°C u mepememmnBaroT B TedeHue 24 4. JloOaBisiOT BOAY U
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NOJIYyYEHHYI0 B pe3yjJbTaTe CMeCh OKcTparupyror ¢ mnomombio Et,O  (3x).
Opranuueckue CIOU CMELIUBAIOT U MIPOMBIBAIOT JOMOJHUTEIbHBIM KOJIUYECTBOM BOJIbI
(2x), comeBoro pactBopa, 3aTeM cyuiar Ha Qa3opasneiauTesne W KOHLUEHTPUPYIOT B
Bakyyme. Ocratok ouunmarmT ¢ nomoinpio ®X (Hept:EtOAc, or 100:0 no 75:25) ¢
MOJIyYeHHEM YKAa3aHHOTO B 3aroJIOBKE COEAMHEHHS B BUJE CBETJIO-3€JIEHOTO Macla
(2.046 T, 79%). KXX-MC B: tg = 1.10 mun; [M+H] = 315.11.

A.2.37. Merua 2-(2-u3od0yrua-4-(4,4,5,5-rerpamerna-1,3,2-
auokcadopogan-2-uu)deHna)anerar

K pactBopy merun 2-(4-6pom-2-uzobyrundenun)auerara (2.271 r, 7.13 MmmoIb)
B 0Oe3B. JM®A (25 wmn) mpu KT npobasasror 4,4,4',4'5,5,5,5'-okramernn-2,2'-
6u(1,3,2-nuokcadboponan) (1.828 r, 7.13 mmonsw), aumerar kanus (2.798 r, 28.50
mMmonb) u Pd(dppf)Cly (579 wmr, 0.78 mmons). PM nHarpesatrotr no 95°C B atmocdepe
azora B TedeHue 16 u. PM 3arem naror oxnanutbes no KT u ¢unpTpyror uepes
HaOuBKY nenuTta, nmpombiBas ¢ nomombio EtOAc. ®@uubTpaT NPOMBIBAIOT BOIOU H
BOJIHBIM CJIOW 1Ba pasa 3kcTparupyroT ¢ mnomombid FEtOAc. OObenuHeHHBIE
OpraHMYecKHue CJIOU 3aTe€M IPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hajgy MgSOy,
GUIBTPYIOT U KOHLEHTPUPYIOT MPH IMOHMXEHHOM JaBjeHHH. OUYHCTKA C MOMOIIBIO
®X (ot remrana no cmecu rentan/EtOAc = 1/1) maer merun 2-(2-uzolytumn-4-
(4,4,5,5-rerpamerun-1,3,2-nuokcaboponan-2-mn)peHun)anerar B BHUAE IKEJITOrO
macna (1.822 1, 77%). )KX-MC B: tg = 1.13 mun; [M+H]" = 333.24.

A.2.37.1. MeTua 2-(4-6pom-2-u3obyruadenuna)auerar

K pactBopy 2-(4-Opom-2-u3o0yTundeHus)ykcycHou kuciotrel (2.457 r, 8.64
MMmouib) B 6e3B. JIM®PA (30 ma) npu KT nobasnstor kapOonat uesus (5.633 r, 17.30
MMoiab) u HoameraH (1.09 mu, 17.30 mmonw), u PM nepememusator npu KT B
atmoc(epe azora B Tedenue | 4. JloGasnsror Boay u Et,O u cnou pasnensror. BogHbli
CJIOH n1Ba pas3a 3KCTparupyroT ¢ nomousio Et;O n oObeguHeHHbIE OPTaHUYECKHUE CJIOU
NPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO,, ¢unpTpyroTr u
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBieHnu. Ouuctka ¢ momouipto @X (OT renrTaHa
no cmecu rentadn/EtOAc = 1/1) maer metun 2-(4-Opom-2-uzoOyTtundeHnn)anerar B
BuUIe npo3paunoro macina (2.271 r, 92%). XKXX-MC B: tg = 1.06 MuH; 03 HOHU3ALUH.

A.2.37.2. 2-(4-BpomM-2-u300yTUJI(PEeHHUI)YKCYCHASI KHCJIOTA

Cwmech 2-(4-6pom-2-uzobyrundenmn)aneronurpuina (2.162 r, 8.41 mMonb), BOBI
(8 M), 95% cepHoOl KHCHOTHI (9 M) M YKCYCHOW KHUCIOTHI (6 MJ) HArpeBarT A0

110°C B aTtmocdepe a3zora B TeueHue Houu. PM 3arem nmarotr oxmagutbes 1o KT u
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BBUIMBAIOT Ha CMeChb Jea/Bona. PeakUMOHHYK CMecCh JBa pa3a 3KCTParupymoT ¢
nomompto JIXM u o0ObeqUHEHHBIE OPraHWYECKHE CJIOM IIPOMBIBAIOT COJIEBBIM
pactBopoM, cymar Haxa 6e3B. MgSOy, QuiapTpyloT W KOHUEHTPHUPYIOT IIpHU
MMOHUKEHHOM JaBJIE€HUU c MOJy4YEeHUEM ChIpOH 2-(4-6pom-2-
u300yTHIQEHIT)YKCYCHON  KHCJIOTBI B  BUAE sHTapHoro wmacia (2.457
kosndecTBeHHbIH ). JKX-MC B: tg = 0.96 MmuH; 0e3 HOHHU3AIUH.

A.2.37.3. 2-(4-Bpom-2-u300yTuageHHI)aneTOHUTPHII

PactBop 4-Opom-1-(xnmopmetnin)-2-uzobyrminbenzona (2.381 r, 9.00 mmonb) B
MeCN (24 mn) u Bome (3 wmu) obpabareiBaroT nmanuaom Hatpus (597 wmr, 11.70
mMoib), 1 PM narpesaroT no 80°C B aTmocdepe azora B TeueHHe HOuu. PM 3atem
nator oxyaautbess a0 KT wu pa3®aBiasroT BOAOH. ALETOHUTPHUJ YIOAJISIOT TIPH
MOHU)XEHHOM JnaBjaeHuu u PM nBa pasa oskcrparupyroT ¢ nomowmbr JIXM.
OObenuHeHHBIE OpraHuveckue ciom cymar Hax 0Oe3B. MgSOs, QuubTpyroT u
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBieHnu. Ouuctka ¢ momouipo @X (oT renrtaHa
no cmecu rentan/EtOAc = 1/1) naer 2-(4-6pom-2-u300yTHiadeHuI)aleTOHUTPUI B
BUJE po3padnoro macia (2.162 r, 95%). XKXX-MC B: tg = 1.05 mMuHn; 0e3 HOHU3ALUH.

A.2.37.4. 4-Bpom-1-(xsopmeTn.)-2-u300yTuadeHs3on

Oxnaxnennywo (0°C) cmech (4-6pom-2-uzobyrundennn)meranona (2.192 r, 8.83
MMoJsib) u xjopupa 1ueka (30.1 wmr, 0.221 wmmonb) B 0Oe3B. JAXM (20 wmn)
oOpabaTbiBaloT 1O KamisiM TUoHWiIXJopuaoMm (1.29 wmu, 17.70 mmons), u PM
nepememinBaioT npu 0°C B TeueHue 4 4. PM KOHUEHTPUPYIOT NPH MOHHKEHHOM
JABJEHUU C TOJyYEHHUEM ChIpOro 4-Opom-1-(xmopMeTui)-2-u300yTundeH30a B BUIE
cBeTy0-po3oBoro mMacna (2.381 r, konuuectBeHHsbiii). XKX-MC B: tg = 1.13 mun; 6e3
MOHHU3ALHH.

A.2.37.5. (4-Bpom-2-u300yTuadeHuns)MeTaHOT

K oxnaxnennomy (-78°C) pactBopy metua 4-Opom-2-uzobyrundensoara (2.712
r, 9.71 mmonb) B Oe3B. TI'® (60 mi) mo karmisiM OOOABJSIIOT PAacTBOpP TUIAPHUIA

nunzobytunamomunus (1 M B Tomyome, 29.1 wmxm, 29.1 wmmonb). Cwmech

>
IOTMOJTHUTENBHO NepemMemuBaT npu -78°C B atmocdepe azora B TedeHue 15 MUH u
3aTteM aaroT HarpeTbes no0 0°C. IlepememuBanue npu 0°C nponposkaroT B TeueHue 30
MUH U OXJaxkJaeHHyro PM mnocnenoBartenbHo oOpabarsiBatroT Bomoid (1 mi), 2.8 H.
Bona. NaOH (1 mn) um Bomoii (3 mi). Cmecm 3arem paroT Harpetrhess no KT wu

NOTNOJHUTENBHO NepeMenBaT B TeueHue 30 MuH. Ilony4dyeHHY0 B pe3yabTaTe CMECh

GUIBTPYIOT Uepe3 LeauT, mpoMmeiBasg ¢ nomolnbio TT'®, u GunbTpaT KOHUEHTPUPYIOT
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nocyxa Nnpu nmoHWkeHHoM aasieHun. JlobasnsaroT EtOAc u Boay, u ciiou pa3nensior.
Bonublii cioit gBa pasa skcrparupyoT ¢ nomombio EtOAc u oObenmHeHHbIE
opranuveckue ciou cymar Hax O0e3B. MgSO4, QUABTPYIOT M KOHLEHTPHUPYIOT IpHU
noHwkeHHoM pnapieHuu. Ounctka ¢ nomombo PX (oT remraHa 10 CMecH
rentad/EtOAc = 1/1) naer (4-6pom-2-nzobyrunpenmn)meranon (2.192 r, 93%). KX-
MC B: tg = 0.96 MuH; 6€3 HOHU3AIHH.

A.2.37.6. MeTua 4-0pom-2-u300yTuadeH3oar

K pactBopy 4-0pom-2-uzo0yrunben3onHon kuciaoThl (4.254 r, 14.30 Mmounb) B
6e3B. IM®A (50 mn) npu KT nmocnenosatenpHo nodasisitoT kapbonar uesus (9.304 r,
28.60 mMmonp) u fiogmeran (1.80 mu, 28.60 mmonb), u PM nepememusarot npu KT B
teyenue 1 4. JloGasustor Boay u Et,O u crnom paspensror. BoaHblil cioli nBa pasa
3KcTparupyT ¢ nomoupo Et;O u o0beanHeHHbIE OPraHHYEeCKUE CIIOU MPOMBIBAIOT
COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO,, GUIBTPYIOT M KOHIEHTPHUPYIOT MpPHU
NOHMW)XeHHOM naBjieHuu. Oumctka ¢ mnomombro DX (oT remraHa 10 cMecu
rentad/EtOAc = 7/3) naer metun 4-6pom-2-n300yTHiI0€H30aT B BUIE CBETIO-XKEITOTO
macia (3.462 r, 89%). KX-MC B: tg = 1.11 muH; 6€3 HOHU3ALUH.

A.2.37.7. 4-BpoM-2-u300yTHIOEH30HHANA KHCJOTA

K oxnaxnennomy (0°C) pactBopy 4-6pom-2-¢propOensoitnoii kucaotsl (5.000 r,
22.40 mMmonb) B Oe3B. TI'® (40 mi) mo kamisiM A00aBJsSIOT pacTBOp Opomuzaa
uzo0yrunmaruus (2.0 M B Et;0, 33.5 mn, 67.0 mmoap), u PM nomoJHUTENbHO
nepememuBaoT npu KT B atmocdepe a3ora B TeyeHHE HOYM. 3aTeM K OXJIAXKICHHOH
(0°C) peakumoHHOM cmecu 1o KamusMm pobasnstor MeOH (10 mi) u  ee
nonojgHuTenpHo mnepememusaroT npu 0°C B Teuenume S5 MuH. IlonydeHHyro B
pe3ysibTaTe CMeCh 3aTe€M KOHLEHTPUPYIOT NOCyXa MPH MOHWKEHHOM JaBJICHUH H
ocratok pacnpenensroT mexay EtOAc u 2 M Boan. HCI. Criou pasgensitor u BOIH.
cioii aBa pasza skctparupyroT ¢ momombi EtOAc. OO0bennHeHHBIE OpraHUYECKHE
CJIOM 3aTE€M MPOMBIBAIOT COJIEBBIM PacTBOPOM, cymaT Hag 6e3B. MgSO,, punpTpyroT u
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM aaBieHuu. Ouuctka ¢ momouipto @X (OT renrtaHa
no cmecu rentan/EtOAc = 7/3) naer 4-OpomM-2-u300yTUNOEH30HHYIO KUCIOTY B BHJIE
CBETJIO-3KeNTOro TBepaoro Bemectsa (4.254 r, 74%). XKXX-MC B: tg = 0.97 muH; 6e3

HOHH3allHuU.
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A.2.38. Metua 2-(4-(4,4,5,5-terpamern-1,3,2-nuokcadbopoaan-2-uj)-2-
(rpudTopmeTorcu)penu)anerar

K pactBopy merun 2-(4-6pom-2-(tpudropmerokcu)penmn)anerata (1.896 r,
5.58 mmons) B 6e3B. MDA (25 mn) npu KT nobasasitor 4,4,4',4',5,5,5',5"'-okTame -
2,2'-6u(1,3,2-nuokcaboponan) (1.432 r, 5.58 mmouns), auerat kanus (2.192 r, 22.30
mMmoib) u Pd(dppf)Cl, (454 mr, 0.61 mmons). PM nHarpesatotr 1o 95°C B atmocdepe
azota B TeueHue Houu. PM 3zarem nparor oxyamutbess no KT u ¢unbTpyroT uepes
HaOMBKY 1enauTa, mpombiBas ¢ nomolnbio Et,O. @uabTpaT nmpoMBIBAIOT BOAOH H
BOJIHBIM CJOW JaBa pasa »skcrparupyroT ¢ nomombio Et,O. OObenuHeHHBbIE
OpraHUYeCcKHe CJIOM 3aTe€M IPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hajg MgSOy,
GUIBTPYIOT M KOHLEHTPUPYIOT NMPH MOHMXEHHOM JNaBieHHH. OUYHCTKA C MOMOIIBIO
®X (or remrana no cmecu rentaH/EtOAc = 7/3) pmaer wmerun 2-(4-(4,4,5,5-
terpameTmi-1,3,2-nnokcaboponan-2-min)-2-(TpupTopMeTOKCH )P eHMIT)arieTaT B BHAE
senenoro mMacna (1.574 r, 78%). XKXX-MC B: tg = 1.09 mun; [M+H] = 361.13.

A.2.38.1. Metua 2-(4-0pom-2-(Tpudpropmeroxcu)peHua)anerar

K pactBopy 2-(4-0pom-2-(Tpudropmerokcu)denmn)ykcycHoit kucuorer (2.000 r,
6.56 mmounb) B 6e3B. JIM®PA (30 mu) npu KT noGasnstor xapOonar uesust (4.277 r,
13.10 mmonp) u fionmeran (0.82 ma, 13.10 mmonb), u PM nepememusaror npu KT B
atmoc(epe azora B Teuenue | 4. JloOasnsror Boay u Et,O u cnou paspensror. BogHbli
ClION nBa pasa 3KCTparupyioT ¢ nomowbio EtO u oObeanHEeHHbIE OpraHUYeCcKUe CJIOU
IPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO,, ¢unpTpyoT u
KOHLIEHTPUPYIOT NPU MOHMKEHHOM naaBiieHnu. Ounctka ¢ nomouipio X (oT renrtaHa
1o cMecH rentai/EtOAc = 1/1) naeT METHII 2-(4-6pom-2-
(Tpudropmerokcu)denun)anerar B Buae npozpaynoro macua (1.896 r, 92%). KX-MC
B: tg = 1.01 muH; 0e3 HOHH3ALHU.

A.2.39. Metua 2-(2-(an¢pTopmerokcu)-4-(4,4,5,5-terpamerna-1,3,2-
anokcadopogan-2-uua)deHna)anerar

K pactBopy merun 2-(4-6pom-2-(nudpropmerokcu)pennn)anerara (800 mr, 2.71
MMmoJib) B 6e3B. JIM®PA (20 mn) npu KT nobasnsiror 4,4,4',4',5,5,5',5'-okramernn-2,2'-
6u(1,3,2-nuokcaboponan) (695 wmr, 2.71 mmonw), amerar kamuss (1.064 r, 10.80
mMmonb) u Pd(dppf)Cl, (220 mr, 0.29 mmons). PM nHarpesatotr no 90°C B atmocdepe
azora B TedeHue Houu. PM 3arem pmaror oxnamutbess no KT u ¢unpTpyror uepes
HaOuBKY nenuTta, nmpomeiBas ¢ nomombio EtOAc. ®@uubTpaT NpPOMBIBAIOT BOJIOH H

BOIOHBIH CcJOW JnaBa pasa oskcTparupyror ¢ nomompbio EtOAc. OObpennHeHHBIE
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OpPraHUYecKHe CJIOM 3aTe€M IPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hajg MgSOy,
GUABTPYIOT M KOHLEHTPUPYIOT NPH IMOHMXEHHOM JaBjieHHH. OUYHCTKA C MOMOIIBIO
®X (ot renrana no cmecu rentad/EtOAc = 1/1) naer metun 2-(2-(qudropmerokcu)-
4-(4,4,5,5-rerpamerun-1,3,2-nuokcaboponan-2-un)peHun)aneraT B BHAE IKEJITOrO
macia (367 mr, 40%). )KX-MC B: tg = 1.03 muH; 0e3 HOHHU3ALUH.

A.2.39.1. Metua 2-(4-6pom-2-(au¢gropmerokcu)peHun)anerat

K pactBopy 2-(4-6pom-2-(nudropmerokcu)denun)ykcycHoi kucnotel (3.560 r,
12.70 mmonsp) B 6e3B. IM®PA (20 mia) npu KT nobasastor kapbonat uesust (6.191 r,
19.00 mmonp) u oameran (0.95 ma, 15.20 mmonb), u PM nepememuBarot npu KT B
atmoc(epe azora B Teuenue | 4. Jlobasnsror Boay u Et,O u cnou pasnensror. BoaHbli
CJIOH 1Ba pasa 3KCTparupyrT ¢ nomoubsio Et,O n oObegnHeHHbIE OPTaHUYECKHUE CJIOU
MPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO4, ¢unpTpyroT u
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBieHnu. Ouuctka ¢ momouipo @X (OT renrtaHa
1o cMecHu rentan/EtOAc = 1/1) naeT METHII 2-(4-6pom-2-
(mupropmerokcu)penun)anerar B Buae OecuseTrHoro macua (2.390 r, 64%). KX-MC
B: tg = 0.94 mMuH; 0e3 HOHU3AIHH.

A.2.39.2. 2-(4-Bpom-2-(audTopmeTokcHu)peHHT)yKCYCHASI KHCJI0TA

K cmecu 2-(4-6pom-2-(audpropmerokcu)penun)aneronurpuna (3.460 r, 13.20
mMmonb) B EtOH (100 mn) u Bome (100 mu) mpu KT nobaBnsroT ruapokcupa kanus
(2.222 1, 39.60 mmonb), u PM HarpeBaroT B cocyae ¢ OOpaTHBIM XOJOJUIbHHKOM B
atMocdepe azora B TeueHue Houu. PM 3arem naror oxmaautbess 1o KT u stanon
VAQISIOT TpH TOHMXXEHHOM paaBieHuH. IlonydyeHHyI0 B pe3yjbTaTe CMech
obpabareiBator 1| M Bomn. HCl u nBa pasa skcrparupyroT ¢ nomombr JIXM.
OObenuHEeHHBIE OPraHUYECKHE CJIOM MPOMBIBAIOT COJIEBBIM PACTBOPOM, CyIIAT Ha
6e3B. MgSO4, OGUIBTPYIOT U KOHUEHTPUPYIOT TMPH MOHMKEHHOM JAaBJICHUU C
noJiyueHueM cbipoit 2-(4-6pom-2-(aupTopmMeTOKCH )PEeHUIT)YKCYyCHOW KUCIOTHI B BUJE
He coBceM Oesoro TBeproro Bemectsa (3.560 r, 96%). XKX-MC B: tg = 0.82 mus, 0e3
MOHHU3ALHNH.

A.2.39.3. 2-(4-Bpom-2-(audTopmeToKkcH)peHHT)ALEeTOHUTPHI

PactBop 4-6pom-1-(xnopmerun)-2-(audpropmerokcu)denzona (3.890 r, 14.30
mMoib) B MeCN (38 min) u Bome (5 mu) obOpabareiBaroT nuanugom Hatpus (913 wr,
18.60 mmonrp), u PM nHarpesarot 1o 85°C B atmocdepe azora B Teuenne 3 4. PM 3aTem
natotr oxyaautbess a0 KT wu paszbaBiadaroT BOmOH. ALETOHHUTPUN YIAAJNSIOT THIPH

NMOHU)XEHHOM JaBJIEHUM M CMEChb JBa pasa JKCTparupyrwT ¢ nomoubro JIXM.
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OObenuHeHHBIE OpraHuveckue ciom cymar Hax 0Oe3B. MgSOs, QuuabTpyroT u
KOHIIEHTPUPYIOT NPHU MOHMXKEHHOM naBieHuu. Ouucrka ¢ nmomouipto X (oT renrtaHa
no EtOAc) naer 2-(4-Opom-2-(nudropmeTokcu)eHna)aueTOHUTPUI B Buae OJeaHo-
xenaToro Teepaoro BemectBa (3.560 1, 95%). KX-MC B: tg = 0.92 mun; 6e3
MOHU3ALNU.

A.2.39.4. 4-Bpom-1-(xmopmeTna)-2-(audpropmeroKcH)deH30.1

Oxnaxnennyrw (0°C) cmech (4-Opom-2-(nudropmerokcu)peHuna)MmeTanona
(3.580 r, 14.10 mmonp) u xaopuna unHka (48.2 mr, 0.354 mmonb) B Oe3B. JIXM (28
M) 0o0pabaThBalOT MO KarmisM TUOHMIXJopunom (2.06 mu, 28.30 mmonb), u PM
nepemewmnBaroT npu 0°C B tedenue 3.5 4. PM KOHUEHTPUPYIOT NPU NOHHKEHHOM
IABJICHUU C TIOJIy4€HHEM chiporo 4-6pom-1-(xiaopmernin)-2-(nudropmerokcu)deH3omna
B Buae OecusetrHoro macia (3.890 r, komumvyectBeHHbI). XKX-MC B: tg = 1.00 muH;
0e3 noHu3auuH.

A.2.39.5. (4-Bpom-2-(audTopmeTokcu)deHu.)

K oxnaxngennomy (0°C) pactBopy 4-0Opom-2-(audTropmeTokcn)OeH3ambaernaa
(3.820 r, 15.20 mmonp) B 6e3B. MeOH (75 mn) nmopuusiMmu 100aBisSOT OOpOrHApPHA
Hatpus (1.727 r, 45.70 MMoOnb), U CMeCh AOMOJHUTENbHO nepememuaioT npu 0°C B
aTMocdepe azora B TedyeHue | 4. 3aTeM INpU NOHWKEHHOM [aBJIE€HUH YIANAIOT
meranos. Jlobasnsror XM u Bomy, u cioum pasgensitoT. BoaHblli cioli aBa pasa
SKCTparupyrT ¢ nomoibio JIXM u oObenuHEHHbIE OpraHUYECKHe CJIOW CyLIaT Haj
6e3B. MgSOy, GUABTPYIOT M KOHLEHTPUPYIOT NPHU MOHMKEHHOM naByieHnu. O4ucTka ¢
nomompto ®@X (or remraHa no cmecu rentaH/EtOAc = 1/1) paer (4-Opom-2-
(nudpTopmeTokcu)penun)meranon B Bume OecuBeTtHoro Macia  (3.890
konndecTBeHHbIH ). JKX-MC B: tg = 0.81 muH; 0e3 noHHu3aIuu.

A.2.39.6. 4-Bpom-2-(audTopmeToKcH)0eH3ATbACT U]

K oxnaxnennomy (0°C) pactBopy 4-Opom-2-runpokcudensanpaeruna (5.000 r,
24.40 mmonp) B MeCN (135 mn) u Bome (135 mu) moOaBisOT THAPOKCHI KaUs
(27.355 r, 488.00 mmonp). Cmech nepememuBaroT npu KT B Teuenue 30 MuH, 1 3aTeM
oxnaxngaroT no -30°C. K oxnaxaeHHON cMecu B BHUIAE ONHOW MOPUUU NOOaBISIOT
austun (6pomaudropmeruin)pochonar (13.283 r, 48.80 Mmosp) U mepeMelmIUBaHUE
3ateM mponosokarT npu KT B tewenme 2 u. Jlobammsror Et,O, ciou paspensioT u
BOJHBIN CJIOH JOMOJHHUTENBHO 3KCTparupyrtr ¢ momouipid Et,O. OObenuHeHHBIE
OpraHuvYecKue CJoUu mnociaenoBaresbHO mnpombiBatoT | M Boan. NaOH, Bomoit u

COJIEBBIM PACTBOPOM U 3aTeM cymart Hajx 6e3B. MgSOy, GUunbTpyOT U KOHUEHTPUPYIOT
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npu mnoHmkeHHoM pnasieHun. Oumctka ¢ nomompio P®X (oT remraHa OO cMecH
rentad/EtOAc = 7/3) naer 4-6pom-2-(audpTopmerokcu)OeH3anpaeru B Buae OnenHo-
xenroro teepporo BemectBa (3.820 1, 62%). XKX-MC B: tg = 0.92 mun; 6e3
MOHU3ALNH.

A.2.40. Metua 2-(2-nponuua-4-(4,4,5,5-terpamerna-1,3,2-guokcaboposian-
2-uj)penua)amerar

K pactBopy metrun 2-(4-6pom-2-nponundenunn)amnerara (2.380 r, 8.78 mMmousb) B
0e3B. IM®A (20 mn) npu KT nmobasnstor 4,4,4',4'.5,5,5',5"-okramernn-2,2'-6u(1,3,2-
nuokcabopomnan) (2.251 r, 8.78 mmonp), anerar kamus (3.446 r, 35.10 mmoub) u
Pd(dppf)Cl; (714 mr, 0.96 mmonb). PM Harpesator no 90°C B atmocdepe a3ora B
teueHue 16 1. PM 3arem naror oxnaautbes 10 KT u ¢unpTpyroT uepe3 HaOHBKY
Lenura, npoMmeiBas ¢ nomouibio EtOAc. @unbTpaT NpoMbIBalOT BOAON U BOJAHBIN CIOH
nBa pasa skcTparupyrT ¢ nomombio EtOAc. OObeauHeHHBIE OpPraHUYECKUE CJIOU
3aTeéM TPOMBIBAIOT COJIEBBIM pacTBopoM, cymar Hag MgSO., ¢uneTpyror
KOHIIEHTPUPYIOT NpPHU MOHMXEHHOM naBieHnu. Ouuctka ¢ momouipto @X (oT renrtaHa
no cmecu rentan/EtOAc = 1/1) maer merun 2-(2-nponmn-4-(4,4,5,5-treTpamerui-
1,3,2-nuokcaboponan-2-un)penun)anerat B Buae decusernoro macia (2.230 r, 80%).
XKX-MC B: tg = 1.10 mun; [M+H]" = 319.31.

A.2.40.1. Metua 2-(4-0pom-2-nponuiageHu)anerar

K pactBopy 2-(4-6pom-2-mponundeHun)ykcycHoi kucaotrsl (2.770 r, 10.80
MMoJb) B 6e3B. JIM®PA (20 mn) npu KT nobasastor kapObonat nesus (5.265 r, 16.20
MMonb) u HogmeraH (1.02 mu, 16.20 mmonb), u PM nepememuBaror npu KT B
atmoc(epe azora B Teyenue 1 4. Jlobasnstor Boay u Et,O u cinou pasnensror. BogHbli
CJIOH J1Ba pasa 3KCTparupyroT ¢ noMmousio Et,O n o0beguHEeHHbIE OPTaHUYECKHUE CJIOU
MPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO4, ¢unpTpyroT u
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBiieHnu. Ouuctka ¢ momouipo @X (OT renrtaHa
no cmecu rentad/EtOAc = 1/1) naer metun 2-(4-6pom-2-nponundeHns)anerar B BHAE
xenroro macna (2.380 r, 81%). )KX-MC B: tg = 1.04 muH; 6€3 HOHH3aIUH.

A.2.40.2. 2-(4-Bpom-2-nponuiadgeHun)yKcycHasi KHCJI0TA

Cwmech 2-(4-6pom-2-nponmndennn)aneronurpuna (2.570 r, 10.80 Mmmoub), BOIBI
(10 mur), 95% cepnoii kucnotsl (11.5 M) U yKCYCHON KUCJIOTHI (8 MJI) HarpeBarwT A0
110°C B armocdepe azora B TeueHue 3 4. PM zarem paror oxjanutbcs a0 KT u
BBUIMBAIOT Ha CMeChb Jea/Bona. PeakUMOHHYK CMecCh JBa pas3a J3KCTParupymoT ¢

nomompto JIXM u oObeauHEHHBIE OpPraHUYECKHE CJIOM MPOMBIBAIOT COJIEBBIM
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pactBopoM, cymatr Hax 6e3B. MgSO,, QuapTpylOT W KOHUEHTPHPYIOT IIpHU
NOHM)KEHHOM JAaBJIEHUHM C MOJy4YeHUeM ChIpol 2-(4-Opom-2-nponundeHnt)yKcyCcHOM
KHCJIOTBl B BUIe OnenHo-ceporo TBepnaoro semectBa (3.390 r, KOJMYECTBEHHBIN).
KX-MC B: tg = 0.91 muH;, 0€3 HOHU3ALHH.

A.2.40.3. 2-(4-bpom-2-nponuiageHua)aneToHHTPHI

PactBop 4-6pom-1-(xmopmernn)-2-nponundenzona (2.980 r, 12.00 mmonb) B
MeCN (32 mn) u Bome (3.9 mu) obpabareiBaroT nuanugom Harpus (767 wmr, 15.60
MMoib), 1 PM narpesaroT no 80°C B atmocdepe azora B TedeHue HOuH. PM 3atem
nator oxyaautbess a0 KT wu pa3®aBiasioT BOAOH. ALETOHUTPHJ YIOAISIOT TMPH
MOHU)XXEHHOM JnaBjaeHuun u PM nBa pasa oskcrparupyror ¢ nomowmbro JIXM.
OOpenuHeHHBIE OpraHuveckue ciom cymar Hax 0Oe3s. MgSOy, QuunbtpyroT Hu
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBieHun. Ouuctka ¢ momouipo @X (oT renrtaHa
no EtOAc) maer 2-(4-6pom-2-mponuideHun)aneTOHUTPUI B BUJAE OJEIHO-KEITOTO
macna (2.570 r, 90%). KX-MC B: tg = 1.02 muH; 6e3 noHHU3aLHH.

A.2.40.4. 4-Bpom-1-(xopmeTn.)-2-nponuadeH3on

Oxnaxnennyw (0°C) cmech (4-6pom-2-nponundenun)meranona (2.650 r, 11.60
MMOJb) u xJyopuma muHka (39.4 wmr, 0.289 wmmonp) B 06e3B. JAXM (23 wm)
obpabaTpiBatoT MmO KamwisAsM THOHUIXJopuaoMm (1.69 wmn, 23.10 mmonw), u PM
nepememnBaroT npu 0°C B Teyenue 3 4y u 3areM npu KT B teuenue Houm. PM
KOHLEHTPUPYIOT MNPU IOHUKEHHOM JaBJIEHHU C MOJYYEHHEM ChIporo 4-6pom-1-
(xnopmeTui)-2-nponundeH3ona B Buge ceporo macna (2.98 r, konuvyectBeHHbIi ). KX-
MC B: tg = 1.10 muH; 0€3 HOHU3ALHH.

A.2.40.5. (4-Bpom-2-nponuiageHusI)MeTaAHOJ

K oxnaxnennomy (-78°C) pactBopy mMeTun 4-0pom-2-nponundensoara (3.300 r,
12.80 mmonb) B 06e3B. TI'® (60 mu) mo xamusiMm A0O0aBIAIOT pPacTBOP THUIPHUIA
aunzobytunamomunuss (1 M B Tomyome, 385 wmi, 385 wmmons). Cwmech
IOTNOJTHUTENBHO nepememuBaoT npu -78°C B atmocdepe azora B TedeHue 15 MuH u
3aTteM aaroT HarpeTbes a0 0°C. Ilepememusanue npu 0°C npoposkaroT B TeueHue 45
MUH U OXJIaXAeHHy0 PM mocnenoBatenpHO obOpabareiBaroT BOmou (1.5 wmi), 2.8 H.
BondH. NaOH (1.5 mn) u Bomoii (4 mu). Cmecu 3atem narot Harpetrbess 1o KT u
nepeMeuInBaHue NpoaoikarT B TedyeHue 30 MuH. [lonydeHHYHO B pe3ysibTaTe CMeECh
GUABTPYIOT Uepe3 LeauT, NpoMbiBas ¢ nomombo TI'®, u GunbTpaT KOHUEHTPUPYIOT

nocyXa MpH MOHUKEHHOM naBieHnu. Ouuncrka ¢ nomompbio ®X (0T renraHa qo cMecu
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rentad/EtOAc = 1/1) naer (4-6pom-2-nmponundeHun)MeTaHos B BUAe OECIBETHOIO
macia (2.650 r, 90%). dKX-MC B: tg = 0.91 muH; 6€3 HOHU3ALUH.

A.2.40.6. MeTtua 4-0pom-2-nponuydeH3oar

K pactBopy 4-Opom-2-nponundensoitHoii kucinorsl (3.590 r, 14.80 mMmounb) B
6e3B. IM®A (30 mu) mpu KT nocnenoarenbHo 1o0aBisitoT kapooHat nesus (9.623 r,
29.50 mmonp) u fiogmertaH (1.86 mu, 29.50 mmons), u PM nepememusarot npu KT B
tedenue 16 4. JloGaBnsrot Boay u Et,O u cnou pasnmenstor. BogHbiil cioii aBa pasa
3KCTparupyoT ¢ nomouipio Et;O u o0beanHeHHbIe OpraHUYeCKUe CJIOU MPOMBIBAIOT
COJIEBBIM pacTBOpOM, cymar Hajx 0e3B. MgSO,, QUIBTPYIOT M KOHIEHTPHPYIOT MPHU
noHmkeHHOM JnaBieHuu. Ounctka ¢ nomombio DX (oT remraHa 10 cMmecu
rentad/EtOAc = 1/1) nmaer metrun 4-6pom-2-nmponundeH3oar B Buae OeCIBETHOrO
macia (3.300 r, 87%). dKX-MC B: tg = 1.05 muH; 6€3 HOHU3AUH.

A.2.40.7. 4-Bpom-2-nponu/jideH30lHASI KHCJOTA

K oxnaxnennomy (0°C) pactBopy 4-Opom-2-dpTopben3oitHol kucaotsl (5.000 r,
22.40 mmonb) B 6e3B. TI'® (40 mn) mo kamiusM J00aBJSIIOT pacTBOp Opommna
nponunMaraus (2.0 M B TI'®, 33.50 mu, 67.00 mmons), 1 PM nomosHUTEIBHO
nepememnBaoT npu KT B armocdepe azora B TeueHHE HOYHU. 3aT€M K OXJIAXKJEHHOM
(0°C) peakuuoHHOW cMmecu mno KamissM gobGasmstor MeOH (10 ma) u  ee
gonojHuTenbHo nepememusaroT npu 0°C B Teuenune S5 MuH. IlonydeHnywo B
pe3yJibTaTe CMeCh 3aTeéM KOHLEHTPUPYIOT JOCyXa IPHU IMOHUKEHHOM [aBICHHU H
ocraTtok pacmpenensioT mexay EtOAc u 2 M Bogu. HCl. Cnou pa3pensitoT U BOAH.
ciioii aBa pasza skctparupyrT ¢ nomombi EtOAc. OO0bennHeHHbIE OpPraHHUYECKHE
CJIOM 3aTe€M MPOMBIBAIOT COJIEBBIM PacTBOPOM, cymaT Hax 6e3B. MgSO,4, punbTpyroT u
KOHLIEHTPUPYIOT NPU MOHMXEHHOM naBiieHHH. Ouuctka ¢ momouipto @X (oT renraHa
no cmecu rentaH/EtOAc = 3/2) naetr 4-OpomM-2-mponunOeH30HHYI0 KHUCIOTY B BHJIE
OecuBeTHoro TBepmoro BemectBa (3.590 r, 66%). KX-MC B: tg = 0.93 muH; Oe3
MOHHU3ALHH.

A.2.41. Metua 2-(2-3tua-4-(4,4,5,5-rerpamerunn-1,3,2-guoxkcaboposian-2-
wi)peHun)agerar

K pactBopy metun 2-(4-6pom-2-3tundenun)amnerara (900 mr, 3.24 mmonb) B
6e3B. IM®@A (15 mn) npu KT nmobasnstor 4,4,4',4'.5,5,5',5"-okramernn-2,2"'-6u(1,3,2-
nuokcabopomnan) (832 wmr, 3.24 mmonp), auerar kanus (1.274 r, 13.00 mmonb) u
Pd(dppf)Cl, (264 wmr, 0.35 mmosnb). PM Harpesator no 90°C B atmocdepe a3ora B

teueHue Houu. PM 3arem parot oxnaautbess no KT u punpTpyror uepe3 HaOHBKY
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Lenura, npoMmeiBas ¢ nomouipo EtOAc. @unbTpaT NpOMBIBalOT BOAON U BOJAHBIN CIOH
nBa pasa skctparupyrT ¢ nomombio EtOAc. OObeauHeHHBIE OpPraHUYECKUE CJIOU
3aTeéM TPOMBIBAIOT COJIEBBIM pacTBOopoM, cymar Haa MgSO4, ¢unbTpyror
KOHLIEHTPUPYIOT NPU MOHMXKEHHOM naBieHun. Ouncrka ¢ nomouipio X (or renrtaHa
no cmecu rentad/EtOAc = 4/1) naer merun 2-(2-3tun-4-(4,4,5,5-rerpamerun-1,3,2-
nuokcaboponaH-2-un)denun)anerar B BUAe CBeTI0-xkeaToro macia (708 wmr, 72%).
XKX-MC B: tg = 1.05 mun; [M+H]" = 305.22.

A.2.41.1. MeTua 2-(4-0pom-2-3THi(deHus)anerar

K pactBopy 2-(4-6pom-2-3tundenun)ykcycHoit kucnotsl (2.118 r, 8.05 mmounb)
B 0e3B. JIM®A (20 mu) npu KT nobasiusitor kapOoHnart nesus (5.246 r, 16.10 mmonp) u
fionmeran (1.01 mn, 16.10 mmons), u PM nepememuatoT npu KT B armocdepe azora
B Teuenue 1 4. JlobasmstoT Bony u Et;O u ciou pasmensitor. BoaHbil cioli nBa pasa
skcTparupyroT ¢ nomoupo Et;O u o0beanHeHHbIE OPraHHMYECKHEe CIIOU MPOMBIBAIOT
COJIEBBIM pacTBOpOM, cymat Hajx 0e3B. MgSO,, QUIBTPYIOT U KOHUEHTPHUPYIOT MPHU
noHmXeHHOM paBieHuu. Oumctka ¢ nomombro DX (oT remraHa 10 cMecu
rentad/EtOAc = 7/3) maer metun 2-(4-Opom-2-3TuideHusn)anerat B BUIE CBETIO-
xenroro macna (2.043 r, 99%). )KX-MC B: tg = 0.99 muH; 6€3 noHH3anuu.

A.2.41.2. 2-(4-BpoM-2-3THI(PeHUII)YKCYCHASI KHCJIOTA

Cwmech 2-(4-6pom-2-3Tundenun)aneronurpuina (1.859 r, 7.99 mmons), Boas! (7.5
M), 95% cepHoli kucaoThl (8.3 MII) M yKCyCHOHW KMCHOTHI (5.8 MJ) HarpeBarT 10
110°C B armocdepe azota B TeueHue 4 4. PM 3arem paror oxnagutbes 10 KT u
BBUIMBAIOT Ha CMecChb Jea/Boja. PeakImOHHYI0 cMech JBa pasza 3KCTPArupyroT C
nomomibto JIXM wu oObenUHEHHBbIE OPTraHUYECKHE CJIOM TPOMBIBAIOT COJIEBBIM
pactBopoM, cymatr Hax 06e3B. MgSOy4, QuAbTPYIOT W KOHUEHTPHUPYIOT TMpH
MOHM)KEHHOM JaBJICHUH C TMOJIydeHUueM Chipoi 2-(4-O0poM-2-3THiieHuI)yKCyCHOU
KHCJIOTHI B BHJI€ SIHTaApHOTO TBepnaoro Bemectsa (2.118 r, konnuectBeHHbIN). KX-MC
B: tg = 0.85 muH; 0€3 HOHH3ALHU.

A.2.41.3. 2-(4-Bpom-2-3THA(EeHUT)aLeTOHUTPHUT

PactBop 4-Opom-1-(xmopmerun)-2-3tundensona (2.050 r, 8.34 mmons) B MeCN
(24 mn) u Bome (3 mu) obpabareiBaroT umanunoMm Hatpus (553 mr, 10.80 mmouns), u
PM mnarpeBator no 80°C B armocdepe aszora B TeueHnme Houu. PM 3arem naroT
oxnanutbest 10 KT u pa3baBistoT BOgoH. ALETOHUTPHI YAANSIOT MPU NMOHUKEHHOM
nasiennn u PM nBa pasza skcrparupyror ¢ nomombio JXM. OObenuHeHHBbIE

opranuveckue ciou cymar Hax 0e3B. MgSOs, QUABTPYIOT M KOHLUEHTPHUPYIOT IpPHU
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noHMWXeHHOM naBieHuu. Ounmctka ¢ nomombio DX (oT remraHa 10 cMecu
rentad/EtOAc = 7/3) naet 2-(4-OpoM-2-3THideHNI )alleTOHUTPUI B BUAE OE€CIIBETHOTO
TBepaoro Bemectsa (1.859 r, 99%). )KX-MC B: tg = 0.95 muH; 6€3 noHuzauumu.

A.2.41.4. 4-bpom-1-(xj10pMeTH)-2-3THIAOEH30J1

Oxnaxnaennyrwo (0°C) cmech (4-0pom-2-s>tundenun)meranona (1.854 r, 8.30
MMOJb) H xJopuna muHka (28.3 wmr, 0.208 wmmonp) B 06e3B. JAXM (20 wmn)
obpabaTbiBatOT MmO KamwisiM THOoHWaxdopuaoMm (1.21 wmu, 16.60 mmonr), u PM
nepemewmnBaroT npu 0°C B TeueHue 2 4. PM KOHUEHTPUPYIOT NPU NOHHKEHHOM
IABJICHUU C TOJIy4eHHEM Cbhiporo 4-O0pom-1-(xnopmeTni)-2-3TuiOeH30/la B BHAE
ceeTyo-puonerosoro macia (2.050 r, konuyectBeHubiil). XKX-MC B: tg = 1.04 muH;
6e3 HOHMU3ALUH.

A.2.41.5. (4-Bpom-2-3THI(eHHT)METAHOT

K oxnaxngenHomy (-78°C) pactBopy Mmetun 4-Opom-2-3tminbensoara (2.219 r,
9.01 mmonp) B 6e3B. TI'® (60 mu) mo kamisiM nOOOaBISAIOT PacTBOP TUIAPUIA
aunzobytunamomunnss (1 M B Tomyome, 27.0 wmun, 27.0 wmmonb). Cwmech
IOTOJTHUTENBHO NepememuBaoT npu -78°C B atmocdepe azora B TedeHue 15 MuH u
3aTteM garoT HarpeTbes a0 0°C. Ilepememusanue npu 0°C npoposkaroT B TeueHue 45
MUH U OxJaxJaeHHy0 PM mnocnenosarenbHo oOpabarsiBatroT Bomod (1 mu), 2.8 H.
BondH. NaOH (1 mn) u Bomoii (3 mi). Cmecu 3arem paroT Harpetrhess 1o KT wu
JOTOJTHUTENBHO NepemMenuBaroT B TeueHne 30 muH. IlonydeHHy0 B pe3ysibTaTe cCMeCh
GuUAPTPYIOT Yepe3 LeauT, NpoMbiBasg ¢ nomompbo TI'®, u GuabTpaT KOHUEHTPUPYIOT
nocyxa mnpu noHmwkeHHoM aasieHuu. JJoOasnsior EtOAc u Boay, U clion pa3aessioT.
Bopanbiit cnoit nBa pasa skcrparupyroT ¢ nomombio EtOAc u oObenuHEHHbIE
oprannveckue ciou cymartr Hax 0e3B. MgSO4, QUIBTPYIOT U KOHUEHTPHPYIOT TpPHU
noHMW)XeHHOM naBieHuu. Ounctka ¢ nomombro DX (oT remraHa a0 cMecu
rentad/EtOAc = 1/1) nmaer (4-Opom-2-3tundenmn)meranon (1.854 r, 96%). KX-MC
B: tg = 0.84 MuH; 06€3 HOHU3AIHH.

A.2.41.6. MeTtua 4-0pom-2-3THI0EH30aT

K pactBopy 4-Opom-2-3tunbensoiinoi kuciorsl (3.003 r, 12.80 mmonb) B 6e3B.
JIM®A (30 ma) mpu KT nobGasmsitor kapGonat uesus (8.355 r, 25.60 mmonp) u
fionmeran (1.61 mu, 25.60 mmonp), u PM nepememmBatror npu KT B Teuenue 1 u.
HobasnsaroT Boay u Et,O u cnou pasgenstor. BogHblil cinoit ABa pasa 3KCTParupymoT C
nomompto Et)O u oObenuHeHHbIE OpraHUYecKHe CJIOM MPOMBIBAIOT COJIEBBIM

pactBopoM, cymar Haxa 06e3B. MgSOy, QuapTpylOT U KOHUEHTPHUPYIOT IIpHU



10

15

20

25

30

274

noHmwkeHHOM paBjieHuu. Ounctka ¢ nomombio DX (oT remraHa 10 cMecu
rentad/EtOAc = 7/3) naer merun 4-0poM-2-3TunOeH30aT B BHAE MPO3PAYHOTO Macia
(2.735 1, 88%). KX-MC B: tg = 1.02 muH; 63 HOHHU3ALHUH.

A.2.41.7. 4-BpoM-2-3THJI0EH30HHASI KHCJIOTA

K oxnaxnennomy (0°C) pactBopy 4-6pom-2-dpropOensoitnoii kuciaots (5.000 r,
22.40 mmonpb) B 0Oe3B. TI'® (40 mn) mo kamiasM J00aBJSIIOT pacTBOp Opommna
stunMaruauss (1.0 M B TI'®d, 67.1 wmn, 67.1 wmmonp), u PM OONOJHUTENBHO
nepememnBaroT npu KT B atmocdepe a3ora B TeyeHue 3 4. 3aTeM K OXJIAXKIEHHOMU
(0°C) peakuuoHHo#l cmecu mo KamwisiMm gobasisitor MeOH (15 mim) u  ee
nonojgHuTtenbHo nepememusBaroT npu 0°C B Tewenue S5 MuH. IlonydeHHyro B
pe3yibTaTe CMeCh 3aTeéM KOHLEHTPUPYIOT NOCyXa INPH MOHWKEHHOM JaBICHHU W
ocratok pacnpenensroT mexay EtOAc u 2 M Boan. HCL. Criou pasgensitor u BOIH.
cioli aBa pasza skcTparupyrT ¢ nomombio EtOAc. OO0bennHeHHBIE OpPraHHUYECKHE
CJIOM 3aT€M MPOMBIBAIOT COJIEBBIM PacTBOPOM, cymaT Hax 0e3B. MgSO,, punpTpyroT 1
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBieHnu. Ouuctka ¢ momouipo X (OT renraHa
no cmecu rentaH/EtOAc = 7/3) naer 4-0pom-2-3TUNOEH30WHYI KHCIOTY B BHJIE
OoecuBeTHoro TBepmoro BemectBa (3.003 r, 59%). XKX-MC B: tg = 0.87 mun; 0e3
MOHU3ALNH.

A.2.42. 2-(2-Iponokcu-4-(4,4,5,5-rerpamerna-1,3,2-guokcadoposian-2-
ua)(PeHna)yKCyCHasi KHCJI0TAa

K pacTBOpy IPOTHUII 2-(2-nponokcu-4-(4,4,5,5-rerpamerun-1,3,2-
nuokcaboponan-2-un)dennn)anerara (308 wmr, 0.85 wmmonap) B EtOH (9 ™)
nobasnsror NaOH (10% BoxH. pactBop, 3.4 mi), u cMmech nepememnBaoT npu KT B
teuenue 2 4. EtOH ynpansroT B Bakyyme. 3Hauenue pH monydeHHOro B pesynbrare
OCHOBHOTO BOJHOIrO cJioss aoBoasT no 3-4, ucnonw3dys 1 H. HCI, m pgBa pasa
skcTparupyroT ¢ momombio EtOAc. OObenuHeHHbIE OpraHUYeCKUue CJIOU MPOMBIBAIOT
BOJIOW, COJIEBBIM pacTBopoM, cymatr Hax MgSO4, (QUIBTPYIOT W PacTBOPHUTEINb
YAAJSAIOT B BakyyMe, IMOJydash yKa3aHHOE B 3aroJIOBKE COEIMHEHHE B BHIE Oeloro
nopomka (0.238 T, 87%). XKX-MC A: tg = 0.88 mun; [M+H]" = 321.08.

A.2.42.1. Iponun 2-(2-nponokcu-4-(4,4,5,5-rerpamerna-1,3,2-
anokcadopogaH-2-ua)deHna)anerar

VYka3zaHHOE B 3arojIOBK€ COEIMHEHHE IOJYyYalT B COOTBETCTBUHM C METOAUKOM,
onucaHHoW ans A.2.12., ucxons u3 npomma 2-(4-Opom-2-mponokcudeHn)anerara.

HKX-MC A: tg = 1.04 mun; [M+H]" = 363.12.
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A.2.42.2. Ilponua 2-(4-6pom-2-nponokcu(eHus)anerar

K pactBopy 4-0pom-2-runpokcudenunykcycHon kucaotsl (1.50 r, 6.37 MmmoIb,)
B JIM®A (50 mn) nobasnstor 1-tiognpomnan (1.38 ma, 14 mmons, 2.2 5kB.) u Cs,CO3
(6.23 1, 19.1 mmonb). PM mnepememusator npu 100°C B TeueHHe HOUM, 3aTEM
oxnaxparor no KT. [lobaBnsroT Boay, u AM®PA ypaiasfoT npu MNOHUKEHHOM
nasneHuu. Ocratok pacnpenenstor Mexay EtOAc u Bopoii. BogHsll cioif MOBTOPHO
SKCTpPAarupywT JnBa pa3a ¢ nomombio FEtOAc. OObenuHeHHBIE OpraHUYECKHE
SKCTPAKTHl MPOMBIBAIOT COJIEBBIM pacTBOopoM, cymar (MgSO,) U KOHIEHTPHPYIOT B
Bakyyme. Ocratok ouumarmT ¢ nomombio ®X (Hept:EtOAc, ot 100:0 mo 90:10) ¢
MOJy4eHUEM YKa3aHHOTO B 3aroJIOBKe coequHeHus1 B Buae OecuBeTHoro macia (0.775
r, 39%). XX-MC A: tg = 1.00 mun; [M+H]" = 315.07.

A.2.43. Metua 3-3tna-5-(4,4,5,5-rerpameruna-1,3,2-nuokcadoponan-2-
Hia)Tuo(deH-2-kapookcuaaT

K pacTBoOpy OUU3ONPONUIaAMULA JIUTUA (2.0 M B cMecHu
TI'®/rentan/stundenszon, 10 ma, 9.6 mmons) B TI'® (20 mx) npu -78°C mo kamiusam
n00aBIAOT pacTBOp MeTul 3-3TuaTuopeH-2-kapbokcunara (1123 mr, 6.4 MMoib) B
TI'® (15 mia). PM nepememmnBaroT B TeueHue 10 mun npu -78°C, 3aTeM mo Kamisim
n00aBJISIOT pacTBOp 2-uszomnpornokcu-4,4,5,5-rerpamerun-1,3,2-quokcaboponana (2
mia, 9.6 mmonb) B TI'® (25 mn), PM nepememubator B Teuenue 20 muH npu -78°C,
3aTeM el naror Harperbes 10 KT u nmepememnsaror B Teuenue 1.5 u. K PM npu 0°C
nobasmsitor 2 H. HCl (25 M, 51.2 MMonb) U ee mepeMeImnBalOT B T€YEHHE 5 MUH.
Cwmech skcTparupyioT ¢ nomombsio EtOAc (3 pasa). OO0benuHeHHbIE OpraHUYECKHE
CJIOM MPOMBIBAIOT COJIEBBIM PacTBOpoM, cymat Hag MgSO4 U KOHIEHTPHUPYIOT A0CYyXa
C TOJIyYEHHEM YKa3aHHOTO B 3aroJIOBKe COEIMHEHHs B BHJAE OPAHKEBOTO Macla,
KoTopoe kpuctamnuzyercs npu crosiauu (2.00 r, konud.). KKX-MC B: tg = 1.10 muH;
[M+H]" =297.27.

A.2.44. Pau-merna 2-(2-nponunna-4-(4,4,5,5-rerpamerna-1,3,2-
ANOKCa0opoaaH-2-uj1)(peHna)nponaHoaT

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
ONHCaHHON s A212, UCXOAs u3 pau-mMeTun 2-(4-6pom-2-
nponundenun)nponanoara. JKX-MC B: tg = 1.14 mun; [M+H]" = 333.25.

A.2.44.1. Pau-merua 2-(4-6pom-2-nponuageHua)nponaHoaT

K pactBopy 2-(4-6pom-2-niponmideHu)ykcycHou KucioThl (A.2.40.2., 2150 wmr,
8.36 mmousb) B Oe3BogHoM JM®PA (10 mu) nmobasustor Cs,COsz (5449 wr, 16.7
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MMOJBb), ocye dyero Hoameran (1.05 ma, 16.7 mmons). PM nepememusatot npu KT B
TeyeHne Houw. Jl0OaBISIOT BOAY U cMech dKcTparupyroT ¢ momoumbio Et,O (3 x).
Opranuueckue CJIOM CMEIIMBAIOT M IPOMBIBAIOT BOAOH (2 X), 3aTeM cywaT Haj
MgSOy4, QuabTpylOT U KOHUEHTPUPYIOT nocyxa. Oumctka ¢ mnomoumpio DX
(Hept/EtOAc, ot 1:0 nmo 1:1) mpuBOAMUT K MOJYYEHHUIO YKA3aHHOTO B 3arojiOBKeE
coenuHeHus B Bume OnenHo-xkentoro macna (1.60 r, 76%). JKX-MC B: tg = 1.04 muH;
0e3 HoHU3aLHH.

A.2.45. 3-(2-Metokcu-4-(4,4,5,5-terpamerni-1,3,2-nuokcadoponan-2-
Ui1)(peHOKCH)IPONAaHOBas KHCJIOTA

VYka3zaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAHUKOIA,
onmucanHOH manst A.2.12., wucxoms wu3 3-(4-OpomM-2-MeTOKCH(EHOKCH )IPOMaHOBOM
kucnotsl. JKX-MC B: tg = 0.85 mun; [M+H]™ = 323.16.

A.2.45.1. 3-(4-BpomM-2-MeTOKCH(EHOKCH)IPONAHOBASI KHCJIOTA

K cycnensun NaH (60% B macne, 1431 mr, 35.8 mmonb) B IM®PA (10 mia) mo
KarmisiM 100aBisatoT 4-Opom-2-meTokcudenon (2850 mr, 13.8 mmons) B JIM®PA (10
mi). Cnyctst 30 MUH, 1O KarisaM J00aBiIsOT 3-OpOMIPONMOHOBYO KUCIOTY (2525 Mmr,
16.5 mmonp) B JIM®PA (8 miu), u PM nepememnBaror npu KT B TeueHue HOUH.
Ocropoxno pnobasmstor 2M BogH. HCl u nonydeHHyo B pe3ylnbTaTe CMeCh
skcrparupyoT ¢ nomombo EtOAc (3 x). OpraHudeckue CJIOH CMELIUBAIOT H
IpOMBIBAIOT BOAOHM (2 X), 3areMm cymar Ha ¢a3opasgenuTene U KOHLEHTPUPYIOT
nocyxa. Ouuncrka ¢ nomombio DX (Hept/EtOAc, or 1:0 mo 1:1) mpuBoauT K
MOJIYYCHUIO YKAa3aHHOTO B 3arojIOBKE COeNMHEHHs B BHAe O€J0Tr0 TBEPAOro BELIECTBA
(1.29 1, 34%). KX-MC B: tg = 0.78 muH; 6€3 nOHU3ALNH.

A.2.46. 1-(2-IIponun-4-(4,4,5,5-terpamern-1,3,2-quokcaboposian-2-
wi)peHun)uukaonponan-1-kap6oHoBas KucJjaora

VYkazaHHOE B 3aroJIOBKE COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAHUKOI,
onmucanHoH namst A.2.12., ucxoms u3 1-(4-6pom-2-mponuideHu)uuKionpomnan-1-
kap6oHoBoit kucnorsl. JKX-MC B: tg = 1.02 mun; [M+MeCN]™ = 372.47.

A.2.46.1. 1-(4-Bpom-2-nponuadgeHun)uukaonponad-1-kapooHosasi KHCJI0TA

B KoJI0y, CoIep KAy 1-(4-6pom-2-niponug €HU ) IUKJIOMpPOTaH-1 -

kapOonuTpun (465 wmr, 1.69 MMOnb) ¥ OCHAaIIEHHYK  KOHJEHCATOPOM,

nocnenosarenbHo pobasisror HrO (1.6 miu), AcOH (1.2 ma) u H,SO4 (1.8 miur). PM
nepememuBatoT npu 110°C B reuenue 3 1, 3atem oxnaxnarT A0 KT. PM BeuiuBaroT B

JeNSHYI0 BOAY M CMeCh JKcTparupyrT ¢ mnomoubio JAXM (3x). OO0benuHeHHbIE
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opraHuueckue cyjou mnpombiBaroT 1 H. pactBopoM NaOH. OcHOBHOW BOAHBIN ClOH
3KCcTparupyroT eme pa3 ¢ nomoupbio EtOAc. Boanbiii ciofi NOAKUCISIOT [0
noctmxenus pH 2-3 nyrem nobasnenus 2 H. HCl. DTOT KUCBIIl BOAHBIN CJIOH 3aTeM
aBa pasa 3KcTparupyoT ¢ nomombio EtOAc. Otu opraHudeckue ciou (KHUCIOTHOE
SKCTparupoBaHue) oObEIUHSIOT, IPOMBIBAIOT BOAOMH, COJEBBIM PACTBOPOM, CYIIAT HAA
MgSOy4, QunbTpyOT U KOHUEHTPHUPYIOT NPH MOHMKEHHOM JIaBICHHH C NOJYYEHHEM
YKa3aHHOTO B 3aroJIOBKE COEAMHEHHUs B BHAe Oesioro TBepaoro Bemectsa (283 wr,
65%). KX-MC B: tg = 0.96 mun; 6e3 nonnsanun. 'H SIMP (400 MI'y, d¢-JIMCO) §:
12.13-12.49 (m, 1 H), 7.36-7.41 (m, 1 H), 7.23-7.33 (m, 1 H), 7.13-7.22 (m, 1 H),
2.59-2.67 (m, 2 H), 1.61 (m, 2 H), 1.43-1.56 (m, 2 H), 1.06-1.15 (m, 2 H), 0.81-0.98
(m, 3 H).

A.2.46.2. 1-(4-Bpom-2-nponuiageHun)uuKIonponaH-1-kapooHuTpuUI

K pactBopy 2-(4-6pom-2-nponundenui)aneronurpunia (A.3.42.3., 1180 mr, 4.81
mMMoIb) B Toanyore (25 mia) npu KT B atmocdepe aprona nobasmusitot 1,2-nubpomsTan
(1.26 mn, 14.4 mmouns), GensuntpudTunxiaopua amMmmonus (89.4 mr, 0.385 mmonb) u
NaOH (1346 wmr, 33.6 mmonb). PM nepememmnBaroT B TeueHue 2 Houedd mpu 110°C,
3areM oxnaxpaT no KT u gobasmstor 1,2-nubpomstan (1.26 mia, 14.4 mmouns),
O6enzunTpusTHixgopun amMmmonus (89.4 wmr, 0.385 mmons) u NaOH (1346 wmr, 33.6
MMoib), U1 PM nepememuBaiotr B TeueHue Houu npu 110°C. Ilocne Toro, kak cMmech
oxnaautrcs Ao KT, PM racatr Bomoll U KOHUEHTPUPYIOT B BakyyMe. OcTaTok
pacupenensitor Mexay EtOAc u Bomoli. BoxHbil cioil 3KCTparupyroT emie pas ¢
nomoibio EtOAc. OO0benrHeHHbIE OPTAHUYECKHE CIIOW MPOMBIBAIOT BOAOM, COJIEBBIM
pactBopoMm, cymat Hag MgSOy, GUIBTPYIOT U KOHLUEHTPUPYIOT B Bakyyme. OcCTaToK
ounmaT ¢ mnomombd DX (Hept:EtOAc, or 100:0 nmo 95:5) ¢ mnonyueHuem
YKa3aHHOTO B 3aroJIOBKE COEIMHEHHs B BUAE kenToro macia (468 mr, 37%). XKX-MC
B: tg = 1.06 mun; [M+H]" = 263.92.

A.2.47. Metua 3-ruapokcu-5-(4,4,5,5-terpameruna-1,3,2-qguoxkcabopoJian-
2-ua)tuoden-2-kapbokcuaar

K pactBopy merun 3-rugpokcutuopeHn-2-kapookcunara (815 mr, 5.15 mmounb) B
TI'® (36 mu), oxnaxaeHHoMmy no -78°C, mo kamisiM HOOABISIOT TUU3OMPOMUIAMU]T
mutus (2.0 M B cmecu TI'®@/rexcansl, 7.75 miu, 15.5 mmonr). PM nepememusaroT 10
MuH npu -78°C, 3areM mo KamiasM J00aBIsOT pacTBOp 2-m3omnpornokcu-4,4,5.5-
terpamermi-1,3,2-nuokcaboponana (2.36 mu, 11.3 mmons) B TI'® (12 mi), u PM

BBIIEP)KUBAIOT NpPU INepeMelluBaHUU B TedyeHue 15 mMun npu -78°C, 3atem paroT
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Harpetbest 10 KT B Teuenue 2 4. K PM gobasnstor 1M HCI (42 mu, 41.2 MMoub) u ee
skcTparupyoT ¢ nomombio EtOAc (3*40 mia). OObenuHEHHbIE OPraHUYECKUE CJIOU
IPOMBIBAIOT COJIEBBIM pPAacTBOpoM, cymar Hax MgSO4 u pacTBOpUTENb YAANAIOT B
BaKyyMe, Iojiy4yass yKa3aHHO€ B 3arojloBKe CO€JUHEHHE B BUJE KOPUYHEBOIO Macla,
KoTopoe Kpuctamnuszyercs npu ctosauu (1.7 r, konuu.). XKKX-MC B: tg = 0.86 muH;
6e3 HOHM3ALHUH.

A.2.48. 2-(2-D1okcu-4-(4,4,5,5-rerpamerna-1,3,2-guokcadoposian-2-
Ui)(eHOKCH)YKCYCHAsI KHCJIOTA

PactBop stmn  2-(2-3TOKCH-4-(4,4,5,5-Trerpamerun-1,3,2-nquokcaboponan-2-
wi)penokcn)anerata (1.285 r, 3.82 mmons) B EtOH (15 mn) obpabareiBaror 10%
NaOH (7.64 mx, 19.1 mmonsb), u PM nepememusatot npu S0°C B reuenue 30 mun. PM
oxnaxnaroT 10 KT u paszbasnsror ¢ nomoupro EtOAc. Hobasnsror 2 H. HCI (15 mn)
100 noctuxeHus kucioro 3HadeHust pH (<1). BoxgHslil ciioli 1Ba pa3a 3KCTPArupymoT C
nomombio EtOAc. [TonyueHHy0 B pe3ysibTaTe Opranndeckyr ¢asy cymar Hag MgSOy
U KOHLEHTPUPYIOT C IMOJYYEHHEM VYKA3aHHOTO B 3arojlOBKE COCIMHEHHS B BHUIE
opanskeBoit macTel (1.11 1, 90%). dKX-MC A: tg = 0.80 mun;, [M+H]=323.12.

A.2.48.1. DTua 2-(2-’roxkcu-4-(4,4,5,5-rerpamerna-1,3,2-auoxkcadopoan-2-
ua)deHokcH)auerar

PacrBop 2-3Tokcu-4-(4,4,5,5-rerpamerun-1,3,2-guokcaboponan-2-un)denona
(3.47 r, 12.5 mmounb) B 6e3BogaoM MDA (50 mi) mocienoBaTesnbHO 00pabaThIBAIOT
Cs;CO; (6.10 r, 18.7 mmonb) u stundbpomaueratom (1.48 mu, 13.1 mmonb). PM
nepememuBatoT npu KT B Teuenue 1 4. JloGaBAAOT BOAY U CMECh IKCTPATHPYIOT C
nomombio Et,O (x 3). OObeauHEeHHbIE OpPraHUYECKHUE CJIOM 3aT€M MOCJIEI0BATEIbHO
NPOMBIBAIOT BOJNOW (X 2) M COJEBBIM pacTBopoM, cymaTt Hag MgSOs, GunbTpyrT H
KOHIIEHTPUPYIOT JOCyXa TMPHU TMOHMKEHHOM JAaBJIEHUH C TMOJY4YEHHEM UHCTOTO
npoaykta B Bume OecuserHoro macia (1.46 r, 77%). XKX-MC A: tg = 0.94 wmuH;
[M+H] =351.18.

A.2.49. 5-(4-(4,4,5,5-Terpamerna-1,3,2-auokcadopoaan-2-ui)denn)-
[1,2,4]oxkcanna3ona-3-0a

(Yxa3zaHHOE B 3arojlOBK€ COEIMHEHHE MOJYYarT B COOTBETCTBUU C METOIHMKOH,
ONHUCaHHON s A2.12, UCX O u3 5-(4-6pomdennn)-2,3-nuruapo-

[1,2,4]okcanuaszon-3-ona. XKX-MC A: tg = 0.82 mun, [M+MeCN]"™ = 330.07.
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A.2.50. Metua 4-(4,4,5,5-terpamerna-1,3,2-auokcadopoaan-2-ui)-1H-
HHA0JI-7-Kap0oKCcHJIAT

VYkazaHHO€ B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucaHHoW ang A.2.12., ucxoxas u3 merun 4-6pom-1H-unnon-7-xkapbokcunara. XKX-
MC A: tg = 0.95 mun; [M+H]" = 302.23.

A.2.51. 3-(3-DTokcu-5-(4,4,5,5-rerpamerna-1,3,2-guokcadoposian-2-
WI)THO(eH-2-HJI)IPONAHOBASI KHCJIOTA

K pacTBOpy METHJI (£)-3-(3-3Tokcu-5-(4,4,5,5-rerpamerun-1,3,2-
nuokcaboponan-2-un)ruoden-2-mn)akpunara (250 mr, 0.786 mmonb) B8 MeOH (15 mn)
nobasnsroT 5% BnaxHbid Pd/C (50 mr). 3aTem cocyn HHEPTU3UPYIOT € MOMOIIBIO N; H
npoaysaroT Hy. CMech momMemarnT B aBTOKJIAB U €€ MepPEeMEIIHBAIOT B TEYCHHE HOUYHU
npu KT nmon nasnenuem H, 4 6apa, 3atem B Teuenue 1 1 mpu 50°C nox nasnenuem H;
4 bapa. ITocne punbrpoBanus Ha puiabTpe BaTMaHa, 1o6asasar0T 10% NaOH (1.18 mu,
11.8 mmonsp), u PM nepememusaror B Teuenue 1 4 npu KT. 3atem ee oOpabareiBaroT
2 H. HCl no mocrmxkenus 3Hauenuss pH<1 um nBa pasa 3KCTParupymT C MOMOIIBIO
EtOAc. Opranuueckuil cioii cymart Haa MgSOs4 U KOHLUEHTPUPYIOT C MOJyYEHHUEM
YKa3aHHOT'O B 3ar0JIOBKE COEAWHEHHS B BHAE TeMHO-)keiaToro macia (287 wmr, 74%).
XKX-MC A: tg = 0.86 mun; [M+H]" = 327.09.

A.2.51.1. MeTua (E)-3-(3-3TO0KCH-5-(4,4,5,5-TeTpameTna-1,3,2-
AUOKCA00poIaH-2-HJ1)THO(DEH-2-UT)aKPUIAT

VYkazaHHO€ B 3arojlOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOI,
onucaHHoW must A.2.47., ucxons uz metun (E)-3-(3-aToxkcutnodeH-2-ui)akpuiara.
KX-MC A: tR = 1.02 mun; [M+H]+ = 339.14.

A.2.51.2. Metna (E)-3-(3-3TokcutnodeH-2-ua)akpuaar

Cycnensuto  3-3Tokcutnoden-2-kapdanpaeruga (290 r, 18.6 wmMmoub),

metunOpomanerara (3.07 mu, 33.4 mmonwr) u Tpudpenundpocpuna (7.305 r, 27.8
MMoJb) B BoaH. HaceimeHHOM NaHCO; (100 mi) nepememusatoT npu KT B TedueHue 5
q. JlTo6asysiror TI'® (30 mur), u PM nepememuatoT B TeueHue Houu npu KT. 3atem ee
IBa pasza 3KcTparupyroT ¢ nomompbio JAXM. OObenuHeHHbIE OpraHUYECKUE CIIOU
cymar Han MgSO,s, QuiapTpyrOT UM KOHLUEHTPHPYIOT B BakyyMe. CvIpodl HpOAYKT
ounmarT ¢ nomompo @X (Hept/EtOAc, 9:1) ¢ monyueHneM yKa3aHHOTO B 3arOJIOBKE

COeIMHEHHUs B BHAE TEeMHO-opaHxeBoro Macia (2.9 r, 100%). XKX-MC A: tg = 0.69

muH; [M+MeCN]" = 198.26.
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A.2.52. 2-DTokcu-6-nponuia-4-(4,4,5,5-rerpameruni-1,3,2-nuokcadoposian-
2-uj1)0eH30iHASI KHCJI0TA

VkazaHHO€ B 3arojloOBK€ COEIMHEHHME IMOJy4alT B COOTBETCTBHU C METOAUKOM,
onucaHHoU 1y A.2.12., ucxons u3 4-0pom-2-3TOKCH-O-NPONUIOEH30HHON KUCIOTHI.
KX-MC A: tg = 0.90 mun;, [M+H]+ =335.11.

A.2.52.1. 4-Bpom-2-3TOKCH-6-IPONUJI0EH30lHASI KHCJI0TA

K 4-6pom-2-¢prop-6-nponundensoitnoii kuciore (3430 wmr, 13.9 mmonb) B
JAM®A (20 mu) mopuusimu nobaBisoT ruapua Hatpus (60% B macne, 1222 wmr, 30.5
MMoJb). Korna mHTEHCHBHOE BbIEIEHHE ra3a OoclabuTCs, MOOABISIOT CYXOH 3TAaHOJ
(0.891 mu, 15.3 mmonb) B 5 man IM®A, u PM narpesatoT npu 100°C B Teuenne 1 4.
ITocne oxmnaxaeHuss cMecChb BbUIMBAKOT B Boay, pH nmoBomsat ao 3, u 3arem 3 pasa
skcTparupyoT ¢ nomombio EtOAc. OObenmHeHHBIE Opr. (paspl MPOMBIBAIOT BOAOM,
coJeBBIM pacTBOpoM, cymar Hag MgSO4, GuabTpyrOT U KOHHEHTpHUpPYHT. OCTaToK
ounimamT ¢ nomoupo PX (rentan/stmnanerar, ot 100:0 mo 80:20) ¢ monyueHHeM
YKa3aHHOTO B 3ar0JIOBKE COEIMHEHHS B BUIE OPAHXKEBOTO TBepnaoro Bemectna (2.19 r,
95%). XKX-MC A: tg = 0.86 mun; [M+H] = 286.98.

A.2.53. 5-(2-Metokcu-4-(4,4,5,5-terpamerni-1,3,2-nuokcadoponan-2-
na)peHna)u30KCca30a-3-0

K nepememuBaemomy pactBopy S5-(4-Opom-2-MeToKCH(pEHHT)N30KCA30-3-071a
(158 wmr, 0.585 mmonb) B cyxom TI'® (4 mu) npu -78 °C B aTtmocdepe azora mo
kamisiMm pobasnsaoT Oytwumutuii (1.6 M B rekcane, 1.1 mu, 1.76 mmonp). PM
nepememuBaroT npu -78 °C B TedyeHue 25 MHH, 3aTeM IO KarisiM J00aBJISIOT
CJIOKHBIM THHAKOJOBBIH 3(up wuzonponokcubopoHoBoit kuciaorel (0.418 mu, 2.05
mMoib), 1 PM nepememuBator npu -78 °C B Teyenme 45 muH, 3atem npu KT B
teyenne 40 muH. PM racst Haceim. BomH. NH4Cl u skcTparupyroT ¢ NOMOIIBIO
EtOAc. Opranuueckuii ciioii fBa pa3a MPOMBIBAIOT COJIEBBIM PAacTBOPOM, CyIIaT Haj
MgSO,, dunbtpyroT u KoHHeHTpuUpyroT. OcCTaTok o4HIMarT ¢ noMombw OX
(Hept:EtOAc, ot 9:1 no 8:2) ¢ moaydeHHEM OXKHAAEMOTO MPOAYKTa B BHAE 0OEJIoro
TBepaoro Bemectna (42 mr, 23%). XKX-MC A: tg = 0.86 muH,; [MJrH]+ =318.14.

A.2.53.1. 5-(4-Bpom-2-meToKCcH(pEHUT)H3OKCA30JI-3-0J1

K  mnepememuBaemoii  cycnensunm  3-(4-Opom-2-meTokcudeHni)-3-okco-N-
((rerparunpo-2H-nupan-2-un)okcu)nponanamuaa (284 mr, 0.763 mmons) B MeOH
(1.7 mn) mpu KT no xannsim nodasasrot koHu. HCI (6.8 mur). PM nepememuBaroT npu

KT B rteuenme 30 mun. JloGamnsroT Boay (4 M) M ocagok OT(UIBTPOBBIBAIOT,
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npombiBast 1.2 My BOABI, C TOJYYEHHEM OXHAAEMOTO INPOAYKTa B BHAE Oenoro
TBepaoro Bemectsa (169 mr, 82%) XKX-MC A: tg = 0.79 mun, [M+H]" = 271.99.

A.2.53.2. 3-(4-Bpom-2-metoxcudenunna)-3-okco-N-((terparnapo-2H-nupan-
2-HJ1)OKCH)IPONaHAMH]

K pactBopy stun 3-(4-Opom-2-meTokcudenun)-3-okconponanoara (971 mr, 1.33
MMoib) B NMP (15.7 mn) nmocnenoBatenbHo gobasnsitor O-(terparuapo-2H-nupan-2-
wi)ruapokcmnamul (512 wmr, 4.19 mmons) u DMAP (433 wmr, 3.55 mmouns) npu KT.
PM Harpesarotr 1o 115°C u mepememuBarT B T€UEHHE HOYU, 3aT€M OXJIAXKIAKOT N0
KT. Cwmecy pacmpenemstor mexnay 40 mun 0.5M HCl (pH 2) u 40 mn EtOAc.
Opranuyeckuii cyioil Tpu pasa mpombiBatoT 40 mu Hacweim. pactBopa NaCl. Bomubri
CIIOW MOBTOPHO 3KcTparupyrT ¢ nomombio 40 mn EtOAc. Opranmyeckue ciou
obbennHAIT, cymar Hag MgSOy, QuabTpyOT U KOHUEHTPUPYIOT. OCTATOK OYHINAIOT
¢ nomompio ®X (Hept:EtOAc) ¢ monydyeHneM yKa3aHHOTO B 3aroJIOBKE COSIMHEHUS B
Buze Gemoro Tepaoro Bemectsa (301 Mr, 25%). JKX-MC A: tg = 0.76 mun, [M+H] =
373.98.

A.2.53.3. DTua 3-(4-0pom-2-MeTOKCH(PEHHT)-3-0KCONMPONAHOAT

1-(4-bpom-2-metokcudpenun)stanodn (1.00 r, 437 mMMonb) pacTBOPAKOT B
austunkapbonare (5.6 wmiu, 46.2 wmmonb). Octopoxno pobasisror NaH (66%
cycneHsus B macie, 384 mr, 9.6 mmonb). PM nepemeuinBaroT B T€U€HHE HOYU IPH
KT. OctopoxxHO m00aBIsIIOT BOAY M CMECh JBa pas3a SKCTPArUPYIOT C IMOMOIIBIO
EtOAc. Opranuueckue cJIOM NPOMBIBAIOT BOJOH, COJIEBBIM PAacTBOPOM, CYIIAaT Haj
MgSO,, GunbTpyroT U KOHUEHTPpUPYIOT. OcTaTok ouninarT ¢ nomoinbio ®X (Hept-
EtOAc) ¢ monyyeHneM yKa3aHHOTO B 3ar0JIOBKE€ COEIWHEHHUS B BUIE CBETJIO-JKEJITOrO
maciaa (933 mr, 71%). XX-MC A: tg = 0.87 mun, [M+H] = 303.01.

A.2.54. Drtna 2-(2-rokcu-4-(4,4,5,5-rerpamerunn-1,3,2-guoxkcaboposian-2-
wi)(peHuni)-2-okcoanerar

VYkazaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYarT B COOTBETCTBUH C METOAUKOM,
onucaHHou must A.2.12., ucxoas u3 3Tun 2-(4-0pomM-2-3Tokcudp eHu)-2-0KcoaleTara.
XKX-MC A: tg = 0.98 mun; [M+H]" = 349.19.

A.2.54.1. Otua 2-(4-6pom-2-3ToKCcH(PEHUT)-2-0KCOALETAT

K pactBopy 2-(4-6pom-2-ruapokcudenun)-2-okcoykcycHoi kuciaorbl (1.00 r,
3.88 mmonp) u K»,CO3 (1.605 1) B AM®PA (10 ma) mpobasnsror #onstad (0.799 wmu,
9.69 mmonb), u PM nepememusaror npu 50°C B Teuenune 2 a. JobGasmsror K,CO3

(1.605 1, 11.6 mmonb) u Hoxstan (0.799 miu, 9.69 mmons), 1 PM nepeMeminBarT npu
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60°C B Teuenue 20 uy. PM ¢unbrpyror, npomeiBaroT ¢ nomombio JAXM wu
KOHLUEHTPUPYIOT NPHU MNOHUXKEHHOM pAaBiaeHuu. OcTaTok ouumamT ¢ nomomp PX
(Hept/EtOAc, ot 1:0 no 4:1) ¢ mosy4eHueM yKa3aHHOTO B 3arojiOBKe COEJUHEHUs B
Bune Oexesoro TBepmoro Bemecta (0.921 r, 79%). XKX-MC A: tg = 0.92 wmuH;
[M+H]" =303.03.

A.2.55. 1-Merua-7-(4,4,5,5-rerpamerun-1,3,2-nuoxcadoponan-2-ui)-3,4-
auruapoxuHaszoauH-2(1H)-on

VYkazaHHOE B 3arojIOBKE COEIMHEHHE MOJYyYalT B COOTBETCTBUHM C METOAHUKOIM,
onmucanHod musa A.2.12., ucxons u3z 7-0pom-1-metun-3,4-purunpoxunasonun-2(1H)-
ona. JKX-MC A: tg = 0.80 mun; [M+H]" = 289.18.

A.2.56. DtTua 6-(4,4,5,5-rerpameruna-1,3,2-nuoxcadopoaan-2-
ui)denzodypan-3-kapookcuaar

K pactBopy stun 6-6pombenzopypan-3-kapbokcunara (1.850 r, 6.87 mMmonp) B
6e3B. IM®A (20 mn) npu KT nmobasnsiror 4,4,4',4'.5,5,5',5"-okramernn-2,2"'-6u(1,3,2-
nuokcabopomnan) (1.763 r, 6.87 mmonp), anerar kamus (2.699 r, 27.50 mmMonb) #
Pd(dppf)Cl, (559 wmr, 0.75 mmons). PM HarpeBatoT no 95°C B armocdepe azora B
teueHue Houu. PM 3arem parot oxnaautbess no KT u ¢unpTpyror uepe3 HaOUBKY
LenuTa, NpoMbiBasi ¢ nomoulpio Et,O. @unbTpat npomMbIBalOT BOJOW U BOAHBIN CIOH
IBa pasa 3KcTparupyrot ¢ nomouibo Et,O. OO0bennHeHHble OpraHnYeckue CIOU 3aTeM
IPOMBIBAIOT COJIEBBIM pacTBOpoM, cymaT Hag MgSO4, GUIBTPYIOT U KOHLUEHTPUPYIOT
npu NOHMXeHHOM naBieHuu. Oumctka ¢ nomompio PX (or remraHa a0 cMecH
rentad/EtOAc = 7/3) nmaer stun 6-(4,4,5,5-rerpamerun-1,3,2-nuokcaboponan-2-
un)oensodypan-3-kapOoKcHIaT B BUIE CBETJIO-KeJITOro TBepaoro semectna (1.528 r,
70%). XKX-MC B: tg = 1.11 mun; [M+H]" = 317.23.

A.2.57. 3-Drtokcu-4-(4-(4,4,5,5-terpamerna-1,3,2-guokcadoposian-2-
uia)peHna)uuKI00yT-3-eH-1,2-110H

3-OTokcu-4-(TpubyTuacTanHuI ) unKI00yT-3-eH-1,2-nron (335 mr, 0.807 MmouIb)
U CJIOXHBIH NMUHAKOJNOBBIA 3¢up 4-tiondpenundopoHoBoit kuciaorsl (298 wmr, 0.904
MMoOJb) pactBopsitoT B JIM®PA (4 mn) npu OapOorupoBaHum N; B TE€UEHHE 5 MUH.
Hobasnsaror  mpanc-6en3un(xaop)ouc(rpudpennndochun)nmammanuii(ll) (36.7 wr,
0.0484 mmonp) u Cul (15.4 wmr, 0.0807 mmons), 1 PM nepememmusaror npu KT B
TedueHue 3 4., 3aTeM QUIBTPYIOT Yepe3 MUKPOCTEKJISHHBIA QUIBTP, KOHIEHTPUPYIOT B

BakyymMe u ounmarT ¢ nomombio DX (Hept.:EtOAc, or 100:0 nmo 80:20) ¢
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NOJIyYeHHEM VYKAa3aHHOTO B 3aroJIOBKE COEAWHEHUS B BHAE JKEJITOTO TBEPAOTO
semectsa (127 mr, 48%). KX-MC A: tg = 0.97 mun; [M+MeCN]™ = 370.07.

A.2.58. 5-(2-Dr1okcu-4-(4,4,5,5-terpamerna-1,3,2-guokcadoposian-2-
ua)peHna)H30KCa30a-3-01

K mnepememmuBaemMoMy pactBopy 5-(4-0pom-2-3TOKCH(EHIIT)H30KCa30I-3-01a
(286 wmr, 1.01 mmonb) u 2-uszonponokcu-4,4,5,5-terpameruin-1,3,2-nuokcaboposana
(0.733 mu, 3.52 mmonb) B cyxom TI'® (15 ma) nmpu -78 °C B aTmocdepe azora mo
KamsiMm - gobasisitor  2.5M pactBop Oytmwimutus (2 ma, 5.03 wmmons). PM
nepememuBaroT npu -78 °C B Teuenue 15 muH, 3atem npu -78°C noOaBisSIOT BOAY, U
cMmech ocTaBistoT mnepememuBathess npu KT B Teuenue 40 wmwuH. JlobaBisitoT
HaceimeHHbll pactBop NH4Cl u BogHyrw ¢asy skcrparupyroT ¢ nmomombio EtOAc.
Opranuueckuii ciol ABa pa3a MPOMBIBAIOT COJIEBBIM PACTBOPOM, 3aTEM €T0 CYIIaT HaJ
MgSO,, GunpTpyOT U KOHUEHTPHUPYIOT. CHIPOH OCTATOK OYHIIAIOT C MOMOIbI DPX
(ot Hept mo Hept/EtOAc, 1:1) ¢ monydeHneM yKa3aHHOTO B 3aroJIOBKE COCIUHEHHUS B
Bune Oenoro TBepmoro BemecTBa (390 wmr, kommd.). XKXX-MC B: tg = 0.98 wmus;
[M+H]" = 332.34 & [M+H+MeCN]" = 373.55 .

A.2.58.1. 5-(4-Bpom-2-3TOKCH(pEHUT)H30KCA30J1-3-0J1

K pacrBopy atun 3-(4-6pom-2-srokcudenun)nponuonara (1017 mr, 3.42 mmosb)
B EtOH (30 mn) noGasxstoT runpoxiopusn rugpokcunamuna (721 mr, 10.3 mmouns) ¢
nocaenymum aodasnenueMm no kamisiMm 10% NaOH (6.85 mu, 18.8 mmons); PM
nepememnBaroT B TedeHue Houu npu KT. PacTtBopurenb OTTOHSIOT NPU NOHUXKEHHOM
JaBJIEHUH, MOJYUYEHHBIH OCTATOK CYCHEHAMPYIOT B BOAE, U CYCHEH3UI0 10BOAAT no pH
2-3 ¢ nomompbio 2 H. BogHoro pactBopa HCI. IlonydyeHHOe B pe3yibTaTe TBEPHOE
BEI[ECTBO OT(PUIBTPOBBIBAIOT C MOJYUYCHUEM YKa3aHHOI'O B 3ar0JIOBKE COCIMHEHHS B
Buze Genoro Teepaoro emectsa (380 mr, 39%). XKX-MC B: tg = 0.91 mun; [M+H]" =
284.17/286.25 .

A.2.58.2. DTna 3-(4-0poM-2-3TOKCH(PEHHUJI)TPONMUOJIAT

B peaknuoHHBIM anmapaT ycTaHABIMBAIOT BINYCKHONW maTpybok mist COy (ras) U
CO, m=empepoiBHO OapOoTupyroT B mnepeMemuBaeMmblii  pactBop  ((4-Opom-2-
sTokcuenunn)sTuHun ) rpuMmeTmicunaana (1950 mr, 6.56 mmonr) B AMCO (20 wmx).
HobasnsaroT ¢ropun uesus (1220 mr, 7.87 mmons), 1 PM nepememusator npu KT B
teueHue 2 4. Ilpekpamaror 6apboruposanne CO; u mo kamiasiM H0OABISIOT HOASTAH
(0.639 mu, 7.87 mmoub). PM nononautensHo nepememusatoT npu KT B Teuenne 3 4 u

3aTeM BBUIMBAIOT B BoAY. BonHyro a3y nBa pasa skcTparupyror ¢ nomoibio EtOAc u
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o0beIMHEHHbIE OpPraHUYEeCKHEe CJIOW MPOMBIBAIOT OOpAaTHO BOAOH M, B 3aKJIOUYEHUE,
coneBbiM pactBopoM. Opranmueckyroo ¢(aszy cymar Hax MgSOs U KOHUEHTPUPYIOT
nocyxa. Ounctka ¢ momompbio X (Hept:EtOAc, ot 100:0 go 85:15) naet ykazaHHOe B
3aroJIoBKe coeauHeHue B Buae opanxesoro macna (1.017 r, 52%). )KX-MC B: tg =
1.08 mun; [M+H]" =297.20/299.23 .

A.2.58.3. ((4-Bpom-2-3TOKCH(EHNT)ITHHUI)TPUMETHIICHIIAH

K pactBOpy 4-0pom-2-3TOKCHU-1-fionOen3ona (2120 mr, 6.48 mmons) B TT'® (20
mi) nobasisitor TEA (2.71 ma, 19.5 mmons), stununtpumeruncmiad (1.12 mu, 7.78
MMoJib) u womun menu (61.7 mr, 0.324 mmonb). PM nerasupyrT U MOMEMAIOT B
atmochepy aproHa 3 pasa. 3atem N00aBJISIOT mpanc-
nuxnopouc(rpudpenunndochun)mamnanuii(Il) (91 mr, 0.13 mmonr) u PM nerazupyroT B
NMOCJIeIHUN pa3, moMmemarT B atmochepy aproHa u mnepememmuBaroT npu 70°C B
teueHue 16 4. Cmecpr oxnaxnaroT no KT u pacnpenensitor mexny EtOAc u Bomoii.
Opranudeckuii CJIOW TPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Haa Nap;SO,
GUABTPYIOT W pacTBOpPUTENb ymnapuparT. llonmydeHHBII B pe3yibTaTe OCTATOK
ounmamT ¢ nomombio DX (Hept:EtOAc, or 100:0 nmo 90:10) ¢ nomyueHuem
YKa3aHHOT'O B 3ar0JIOBKE COeAMHEHHUs B BUAe opaHxkesoro macna (1.95 r, 100%). XKX-
MC B: tg = 1.18 mun; 6e3 nonusauuu;, ‘H SIMP (400 MTI'u, d6-AMCO) o: 7.31 (d, J =
82TIu,1H),724(d,J=16Tu, 1H),710(d, J; =1.7Tnu, J,=8.1Tnu, 1 H), 409
(q, /=7.0Tu, 2 H), 1.33(t,/J=6.8Tn, 3 H), 0.22 (s, 9 H).

A.2.59. 3-(4-(4,4,5,5-Terpamerna-1,3,2-gauokcabopoaan-2-ui)denu)-
[1,2,4]oxcanuna3zon-5(4H)-on

VYkazaHHOE B 3arojiOBKe COEIMHEHHE MOJYy4aloT B COOTBETCTBUH C METOAUKOIA,
onucaHHo¥ must A.2.12., ucxons u3 3-(4-6pompenun)-[1,2,4Joxcanuazon-5(4H)-oHa.
XKX-MC B: tg = 0.90 mun; [M+MeCN]" = 330.12.

A.2.60., Metua 2-(2-xg0p-6-3Ttun-4-(4,4,5,5-rerpamerna-1,3,2-
anokcadopogan-2-uua)deHna)anerar

K pacrtBopy wmetun 2-(4-Opom-2-xjop-6-stmndenun)anerara (254 wmr, 0.87
MMmoJib) B 6e3B. JIM®PA (10 mn) npu KT pnobasnsitor 4,4,4',4',5,5,5',5'-okramernn-2,2'-
6u(1,3,2-nuokcabopoinan) (223 mr, 0.87 mMmonsb), aueratr kanus (342 mr, 3.48 MmoIIb)
u Pd(dppf)Cl, (70 mr, 0.095 mmonb). PM Harpesator no 90°C B armocdepe a3ora B
teueHue 5.5 4. PM 3arem naror oxmnagutbess no KT u QunbrpyroT depe3 HaOMBKY
LenuTa, npoMmeiBas ¢ nomouipio EtOAc. @unbTpaT NpOMBIBalOT BOAON U BOJAHBIN CIOH

nBa pasa skctparupyrT ¢ nomombio EtOAc. OObeanHeHHBIE OpPraHUYECKHE CJIOU
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3aTeM TIPOMBIBAIOT COJIEBBIM pacTBopoM, cymar Hag MgSO., ¢uneTpyroT
KOHIIEHTPUPYIOT MPHU MOHMXKEHHOM naaBieHun. Ouucrka ¢ nomouipto @X (oT renrtaHa
no cmecu rentad/EtOAc = 1/1) naet merun 2-(2-xmop-6-3tun-4-(4,4,5,5-rerpameTu-
1,3,2-nuokcaboponan-2-un)peHun)anerar B Buie OyenHo-xkenToro macaa (126 wr,
43%). XX-MC B: tg = 1.14 mun; [M+H]" = 339.35.

A.2.60.1. MeTua 2-(4-6pom-2-xy10p-6-3THIA(EHHT)aeTAT

K pactBOpy 2-(4-0poM-2-x510p-6-3THI(PEHUT)YKCYCHOU KUCIOThI (259 mr, 0.93
mMoib) B 0e3B. JIM®PA (9 mu) npu KT nobasnsaror xapOonar uesus (456 mr, 1.40
MMoiab) u #Honmeran (70 wmku, 1.12 mmonb), u PM mnepememusaror npu KT B
atmocdepe azora B TeueHue 30 muH. JlobamnsroT Boay u Et,O u ciou pasmensror.
Bonaublii cnoit nBa pasza skcTparupyrT ¢ nomombio Et;O u  oObenuHeHHBIE
OpPraHWYeCKHEe CJIOM TMPOMBIBAIOT COJIEBBIM pPacTBOPOM, cymaTr Hax 0e3B. MgSO,
GUIBTPYIOT M KOHLEHTPUPYIOT NMPH MOHWKEHHOM aaBiieHWH. OUHCTKA C MOMOIIBIO
®X (ot renrana no cmecu rentad/EtOAc = 1/1) naer metun 2-(4-Opom-2-xmop-6-
sTundeHmT)aneTaT B BuaAe OJeqHO-KEeNTOro Teepaoro semectna (254 mr, 93%). XKX-
MC B: tg = 1.03 MuH; 63 HOHU3AIHH.

A.2.60.2. 2-(4-Bpom-2-xJ0p-6-3THI(PEHHT)YKCYCHAST KHCJ0TA

Cmecp 2-(4-6pom-2-xmop-6-stundennn)aneronurpuna (511 mr, 1.98 mmouns),
ruapokcuna kanus (333 mr, 5.93 mmons) B EtOH (15 mu) u Boge (15 mun) Harpesaror
no 110°C B atmocdepe azora B TeueHue 24 4. PM 3arem garoT oxaaautbes no KT u
KOHLIEHTPUPYIOT TpPH TMOHWXXKEHHOM nasjeHuu. [locnemoBatenbHo nobasisitor 1 M
BonH. HCl u JIXM, ciou 3aTeM pasaesisiioT U BOAHBIN CJIOH JBa pa3a 3KCTPArupyrT C
nomombto  JIXM. OObenuHEHHBIE OpPraHUYECKHE CJIOU TMPOMBIBAIOT COJIEBBIM
pactBopomM, cymatr Hax 060e3B. MgSOy, QuABTPYIOT W KOHUEGHTPUPYIOT MpH
MOHUXXEHHOM NaBJIeHUU c MOJy4YeHUEeM ChIpoH 2-(4-6pom-2-xy10p-6-
STUI(EHUT)YKCYCHOW KUCJIOTHI B BHJE HE COBCEM Oeoro TBepaoro eemectBa (259
mr). dKX-MC B: tg = 0.90 muH; 6€3 HOHU3ALHH.

A.2.60.3. 2-(4-Bpom-2-xa0p-6-3THA(EHNT)ANEeTOHUTPHJI

PactBop 5-Opom-1-xmop-2-(xnopmerun)-3-3tmndensona (740 mr, 2.76 MMoIb) B
MeCN (14 mn) u Bome (2 mu) oOpabareiBatroT nmanugom Hatpus (176 wmr, 3.59
mMonb), 1 PM narpesaror no 80°C B atmocdepe azora B TeueHue Houu. PM 3atem
natotr oxyaautbess a0 KT wu paszbaBiadroT BOmOH. ALETOHUTPUN YIOAJISIOT TMPH
MOHU)XEHHOM JaBJIEHMM M CMEChb JBa pasa JKCTparupyrwT ¢ nomoubro JIXM.

OObenuHeHHBlEe OpraHuveckue ciou cymar Hajx 0Oe3B. MgSOy, QuabTpyoT u
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KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBieHnu. Ouuctka ¢ nomouipto X (oT renrTaHa
no cmecu rentad/EtOAc = 1/1) naet 2-(4-6poM-2-xy10p-6-3THI(HEHUIT)alETOHUTPUI B
Bune 6ecusetHoro macina (511 mr, 72%). )KX-MC B: tg = 0.99 muH; 6e3 noHusauuu.

A.2.60.4. S5-Bpom-1-xy0p-2-(xa0pMeTHI)-3-ITUI0EH30

Oxnaxnennyw (0°C) cmech (4-Opom-2-xmop-6-3Tundenun)meranona (645 wr,
2.58 wmmonp) u xjopuaa uumeka (9 wmr, 0.064 mmonb) B Oe3B. XM (10 wmun)
obpabaTbiBatoT WO KamaaMm THOHWIxmopuaoMm (0.37 wmn, 5.17 wmmons), u PM
nepemewmnBaroT npu 0°C B Teyenue 3 u u 3areMm npu KT B Teuenue Houu. PM
KOHIIEHTPUPYIOT MPHU MOHUKEHHOM JaBJIICHUU C MOJYUYEHHUEM ChIporo S5-Opom-1-xiop-
2-(xnopmeTun)-3-3TuideH3ona B Buge ceporo macia (740 mr, konuuectBeHHbIi ). KX-
MC B: tg = 1.09 MuH; 6€3 HOHU3AIHH.

A.2.60.5. (4-Bpom-2-xy0p-6-3THIA(EHHT)METAHO

K oxnaxnennomy (-78°C) pactBopy wmetun 4-6pom-2-xyop-6-3tunbeH3oara
(2.115 r, 7.62 mmonp) B 6e3. TT'® (50 mu) mo xamisiMm 10OaBISIIOT PacTBOP THAPHUIA
aunzobytunamomunnss (1 M B Tomyome, 457 wmn, 457 wmmons). Cwmech
IOTOJTHUTENBHO NepememuBaoT npu -78°C B atmocdepe azora B TedeHue 15 MuH u
3aTteM garoT HarpeTbes a0 0°C. Ilepememusanue npu 0°C npoposkaroT B TeueHue 45
MUH U OxJaxaeHHyro PM mnocnenosarenbHOo oOpabarsiBatroT BOomod (2 mi), 2.8 H.
BonH. NaOH (2 mn) u Bomoii (5 mi). Cmecu 3arem parwoT Harpetrhess 1o KT wu
JOTIOJTHUTENBHO NepemMenuBaroT B TeueHne 30 muH. IlonydeHHy0 B pe3ysibTaTe cCMeCh
GuUAPTPYIOT Yepe3 LeauT, NpoMbiBasg ¢ nomompbo TI'®, u GuabTpaT KOHUEHTPUPYIOT
nocyxa mnpu noHwkeHHoM aasieHuu. JloOasnsior EtOAc u Boay, U clion pa3aessioT.
Bonubiit cnoit nBa pasa skcrparupyroT ¢ nomoupio EtOAc u oObenuHEHHbIE
oprannveckue ciou cymartr Hax 0e3B. MgSO4, QUIBTPYIOT U KOHUEHTPHPYIOT TpPHU
noHM)XeHHOM JnaBieHuu. Ounctka ¢ nomombro DX (oT remraHa a0 cMecu
rentad/EtOAc = 1/1) naet uucteiii (4-6pomM-2-xyop-6-3Tundenun)meranon (645 wr,
34%). KX-MC B: tg = 0.89 muH; 63 HOHHU3ALHH.

A.2.60.6. MeTua 4-0pom-2-xJ10p-6-3THaA0EH30AaT

K pactBopy 4-6pom-2-xyop-6-3TrndeH30iHON KucaoTel (2.660 r, 10.10 MMob)
B 0e3B. JIM®A (20 mu) npu KT nobasustor kapOonart nesus (4.933 r, 15.10 mmonp) u
fonmeran (0.76 ma, 12.10 mmonb), u PM nepememusarotr npu KT B Teuenue 1.5 u.
HobasnsaroT Boay u Et,O u cnou pasgensror. BogHblil cinoit ABa pasa 3KCTParupymoT C
nomompto Et)O u oObenuHeHHbIE OpraHUYecKHe CJIOM MPOMBIBAIOT COJIEBBIM

pactBopoM, cymar Haxa 06e3B. MgSOy, QuapTpylOT U KOHUEHTPHUPYIOT IIpHU
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noHMWXeHHOM naBieHuu. Ounmctka ¢ nomombio DX (oT remraHa 10 cMecu
rentad/EtOAc = 1/1) naet metun 4-6pom-2-xyop-6-3TundeH30at B Buae OECIBETHOTO
macia (1.930 r, 69%). dKX-MC B: tg = 1.03 mMuH; 6€3 HOHU3ALUH.

A.2.60.7. 4-BpomM-2-xJ10p-6-3THI0€H30HHAS KHCJIO0TA

K oxnaxnennomy (0°C) pactBopy 4-0pom-2-x10p-6-pTOpOEH30MHON KUCIOTHI
(4.530 1, 17.00 mmoap) B 6e3B. TT'® (40 mur) mo kamiasam g00aBJSIIOT pacTBOp Opomuna
stunMaruuss (1.0 M B TI'®d, 679 wmu, 67.9 wmmonb), u PM OONOJHUTENBHO
nepememnBaroT npu KT B armocdepe azora B TeueHue S0 MuUH. 3aTeM K OXJIaXACHHOU
(0°C) peakuuoHHOW cmecum mo KamwisiMm  pobasisitor MeOH (20 mi) u  ee
nonojgHuTtenbHo nepememusBaroT npu 0°C B Tewenue S5 MuH. IlonydeHHyro B
pe3yibTaTe CMeCh 3aTeéM KOHLEHTPUPYIOT NOCyXa INPH MOHWKEHHOM JaBICHHU W
ocratok pacnpenensroT mexay EtOAc u 2 M Boan. HCL. Criou pasgensitor u BOIH.
cioli aBa pasza skcTparupyroT ¢ momombio EtOAc. OO0bennHeHHBIE OpPraHHUYECKHE
CJIOM 3aT€M MPOMBIBAIOT COJEBBIM PAacCTBOPOM, cymaT Hax 0e3B. MgSO,, punpTpyroT u
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBieHnu. Ouuctka ¢ momouipo X (OT renraHa
no cmecu rentad/EtOAc = 1/1) nmaer 4-Opom-2-x1m0p-6-3TUNOEH30WHYIO KHCIIOTY B
Bune OecuBeTHOTO TBepaoro Bemectna (2.660 r, 59%). KX-MC B: tg = 0.86 muH; 6e3
MOHU3ALNH.

A.2.61. Metua 2-(2-3Tna-6-metnia-4-(4,4,5,5-rerpamerna-1,3,2-
AuoKcabopoaaH-2-ui)peHua)anerar

K pactBopy metun 2-(4-Opom-2-3Tun-6-metundenun)auerara (1.176 r, 4.34
MMoJib) B 0e3B. JIM®A (15 mn) npu KT nobasnsiror 4,4,4',4',5,5,5',5'-okramernn-2,2'-
ou(1,3,2-nuokcadoponan) (1.112 r, 4.34 mmonsw), auerar kanus (1.703 r, 17.30
mMmoab) u Pd(dppf)Cly (353 wmr, 0.47 mmons). PM nHarpesatot no 90°C B atmocdepe
azora B TedeHue 16 u. PM 3arem naror oxyanutbes no KT u ¢unpTpyror uepes
HaOuBKY nenuTta, npombiBas ¢ momombio EtOAc. @uubTpaT NPOMBIBAIOT BOJIOW H
BOJIHBIM CJIOW 1Ba pasa JkcTparupyrT ¢ mnomombid FEtOAc. OObenuHeHHBbIE
OpraHWYeCcKHe CJIOM 3aTe€M IPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hajg MgSOy,
GUIBTPYIOT W KOHLEHTPUPYIOT MPH MOHMXKEHHOM naBieHHH. OUYHCTKA C MOMOIIBIO
®X (ot renrana no cmecu rentad/EtOAc = 7/3) maer mertun 2-(2-3THi-0-MeTu-4-
(4,4,5,5-rerpamerui-1,3,2-nnokcaboponan-2-mi)peHun)anerar B BUIOE  CBETIO-

3enenoro mMacna (895 mr, 65%). JKX-MC B: tg = 1.08 mun; [M+H]™ = 319.28.
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A.2.61.1. Metua 2-(4-0pom-2-3THa-6-MeTnadeHuI)anerar

K pactBopy 2-(4-Opom-2-3Tun-6-metundeHmn)ykcycHoit kuciotel (2.993 r,
11.60 mmonb) B 6e3B. JIM®PA (20 ma) npu KT noGasustor kapbonat uesus (7.585 r,
23.30 mMmonp) u fiogmeran (1.46 miu, 23.30 mmouns), u PM nepememusarot npu KT B
atMocdepe azora B Teyenue 5 4. JlobGasnstor Boay u Et,O u cnou pasnensitor. BonHbrit
CJIOW ABa pa3a 3KCTparupyoT ¢ nomombio Et;O n oObenquHeHHbIE OPraHUYeCcKHe CJIOU
MPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO4, ¢uibTpyroT u
KOHIIEHTPUPYIOT NPU MOHMXEHHOM naBiieHHH. Ouuctka ¢ momouipto @X (oT renrtaHa
no cmecu rentan/EtOAc = 7/3) naer metun 2-(4-6pom-2-3Tui-6-meTundeHun)amnerar
B Buze kenroro maciua (1.176 r, 37%). XKX-MC B: tg = 1.03 muH, 03 HOHH3ALUH.

A.2.61.2. 2-(4-Bpom-2-3THJ-6-MeTHIPEHUJ)yKCYCHAS KHCJIOTA

Cwmech 2-(4-6pom-2-3Trn-6-metundennn)aneroantpuina (2.477 r, 10.40 mmouns),
Boabl (10 wmu), 95% cepnoit kucmorel (11 mu) m ykcycHoi kucinotsl (7.5 wmin)
HarpeBator no 110°C B armocdepe azora B TeueHue 1.5 u. PM 3arem paror
oxymaautkess 10 KT u BeIIMBaKOT Ha cMech jen/Bona. PeaklMOHHYIO CMeCh ABa pasa
3KCTparupyroT ¢ nmoMmombio XM u oObenuHEeHHbIE OPTAaHHUYECKHE CJIOU MPOMBIBAIOT
COJIEBBIM pacTBOpOM, cymar Hax 0e3B. MgSO,, GUIBTPYIOT M KOHIEHTPHUPYIOT MpPHU
MMOHUXKEHHOM JNaBJIE€HUU c MOJy4YE€HUEM ChIpOH 2-(4-6pom-2-3TUN-6-
MeTHI(EHHIT)yKCYCHOM KUCIOTHI B BUJ€ HE COBCEM Oeoro Teepaoro semectna (2.993
r, konuuecTBeHHbIN ). JKX-MC B: tg = 0.81 MuHn; 63 HOHH3ALUHU.

A.2.61.3. 2-(4-BpoM-2-3THA-6-MeTHI(PEHU )aLeTOHHTPUIT

PactBop 5-Opom-2-(xnopmetu)-1-3tun-3-metundensona (2.849 r, 11.50 mmoub)
B MeCN (30 mu) u Boxe (3.7 mi) obpabarsiBaroT uuanugoMm Hatpus (764 mr, 15.00
MMoIb), 1 PM HarpesatoT no 80°C B atmocdepe azora B Teuenune 1 4. PM 3arem paror
oxnanutbest 10 KT u pa3baBistoT BOAOH. AUETOHUTPHI YAAJNSIOT MPHU MOHHKEHHOM
napienun u PM nBa pasza skcTparupyrT ¢ nomombio JXM. OObenuHeHHBbIE
oprannveckue ciou cymartr Hax 6e3B. MgSO,, QUABTPYIOT U KOHUEHTPHPYIOT HpPHU
NOHM)XeHHOM JnaBieHnu. Ounctka ¢ mnomombro DX (oT remraHa 10 cMecu
rentad/EtOAc = 7/3) nmaer 2-(4-OpoM-2-3THi-O-MeTHI(QEHU)aleTOHUTPUI B BHJE
npo3paunoro mMacia (2.477 r, 90%). XKX-MC B: tg = 0.99 musn;, 0e3 HOHH3AIUH.

A.2.61.4. S5-Bpom-2-(xsopmeTn.)-1-3THa-3-MeTHIOEH30J1

Oxnaxnennyw (0°C) cmech (4-Opom-2-3Tmin-6-metundenun)meranona (2.525 r,
11.00 mmonp) u xjopuma umHka (37.6 mr, 0.276 mmonr) B 6e3B. AXM (30 mu)

obpabaTpiBalOT MO KamissM THoHuUIAXJopuaoMm (1.61 wmu, 22.00 mmons), u PM
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nepememnBaroT npu 0°C B TeueHue 1 4. PM KOHUEHTPUPYIOT NPU HNOHUKEHHOM
IABJIEHUU C TOJIyYEHHEM ChIporo S5-0pom-2-(xnopmeTtun)-1-stun-3-metundeHsona B
BUJI€ CBETIO-KOopuuHeBOro macina (2.849 r, xonuuectBennsiit). JKX-MC B: tg = 1.08
MUH, 0€3 HOHU3ALIHH.

A.2.61.5. (4-BpomM-2-3THJI-6-MeTHI(PEHUT)METAHOT

K oxnaxnennomy (-78°C) pactBopy Mmetun 4-Opom-2-3Tuin-6-metundeHzoaTa
(3.355 1, 13.00 mmounb) B 6e3B. TT'® (60 M) no kamisiMm 100aBISIIOT pacTBOP THAPUIA
aunzobytunamomunuss (1 M B Tomyome, 39.0 wmu, 39.0 wmmonb). Cwmech
IOTOJTHUTENIBHO nepemMemuBatoT npu -78°C B atmocdepe azora B TedeHue 15 MUH u
3ateM paroT Harpetbes o 0°C. IlepememuBanue npu 0°C npoaomxarmT B TeueHUue 1 4
u oxjaxaeHHyrw PM mocnenosarenbHo oOpadareiBatoT Bomou (1 mi), 2.8 H. BOAH.
NaOH (1 mu) u Bogoii (3 mia). Cmecu 3atem gatoT HarpeTbes 10 KT u 1ONMOTHUTENBHO
nepememinBaoT B TedueHue 30 muH. [lonydeHHyI B pe3yibTaTe CMech (QHUIBTPYIOT
yepes LEeNUT, NpombiBas ¢ nomoiblo TI'®, u puapTpar KOHIEHTPUPYIOT JOCYyXa MPH
noHwkeHHoM nasineHun. JloGasnsror EtOAc u Bomy, m ciom pasnenstorT. BonHbiid
cliol aBa pasa 3KCTparupyroT ¢ nmomombio EtOAc um oObenqnHEHHbIE OpPraHHUYECKUE
cion cymart Haj Oe3B. MgSO,, QuUABTPYIOT MU KOHLEHTPUPYIOT NPU NOHUKEHHOM
napiaennu. Ouuctka ¢ momourbio @X (ot renrana no cmecu rentan/EtOAc = 1/1) naer
(4-6pom-2-3Tun-6-mermndenun)meranon (2.525 r, 84%). )KX-MC B: tg = 0.87 mus;
6e3 HOHU3aALNH.

A.2.61.6. Metua 4-0pomM-2-3THJI-6-MeTHJI0EH30aT

K pactBopy 4-Opom-2-3Tui-6-meTundeH3oiHol kuciaotsl (3.465 r, 14.30 MmmoJb)
B 0e3B. [IM®A (35 mu) npu KT nobasisitor kapOonart nesus (9.288 r, 28.50 mmoub) u
fonmeran (1.79 mu, 28.50 mmonw), u PM nepememnBator npu KT B Teduenue 1 4.
HobasnsroT Boay u Et,O u cnou pasgensror. BogHblil ciioit ABa pasa 3KCTPArupyroT C
nomombto Et)O u oO0benuHEHHBIE OpPraHUYECKHE CJIOM MPOMBIBAIOT COJIEBBIM
pactBopoMm, cymatr Hax 60e3B. MgSO,, QuIbTPpyOT U KOHUEGHTPUPYIOT MpPH
NOHMW)XeHHOM JnaBieHnu. Ounctka ¢ mnomombro DX (oT remraHa 10 cMecu
rentad/EtOAc = 3/1) npaer wmetrun 4-OpoMm-2-3Tun-6-metunbeH30aT B BHIE
npo3padHoro macna (3.355 r, 92%). XKX-MC B: tg = 1.02 muH; 6€3 HOHU3ALUH.

A.2.61.7. 4-BpoM-2-3THJI-6-MeTHI0EeH30iiHASI KHCJ0TA

K oxnaxnennomy (0°C) pactBopy 4-O6pom-2-pTop-6-MeTninOeH30HHONH KUCIOTHI
(4.000 1, 16.30 mmonp) B 0e3B. TI'® (40 mur) mo kamiasaM g00aBJISIOT pacTBOp OpomMuna

stunMaraus (1.0 M B TI'®, 49.0 mu, 49.0 mmonp), u PM JONOJHUTENBHO
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nepememnBaoT npu KT B armocdepe azora B TeueHHE HOYHU. 3aT€M K OXJIaXKAEHHOM
(0°C) peakuuoHHOW cmecum mo kKamisiMm poOasmstor MeOH (15 M) u  ee
gonojgHuTenbHo nepememusaroT npu 0°C B Teuenune S5 MuH. IlonydeHHywo B
pe3yJibTaTe CMeCh 3aTe€M KOHLEHTPUPYIOT JOCyXa IPHU TMOHMKEHHOM [aBJICHHU W
ocraTtok pacmpenensioT mexay EtOAc u 2 M Bogu. HCl. Cnou pa3pensitoT U BOAH.
ciaoil nBa pasza sKkcTparupyroT ¢ nomombio EtOAc. OO0benuHeHHbIE OpraHUYECKue
CJIOM 3aT€M MPOMBIBAIOT COJIEBBIM PacTBOPOM, cymaT Hax 6e3B. MgSO,, punpTpyroT u
KOHIIEHTPUPYIOT NPU MOHMXEHHOM naBiieHHH. Ouuctka ¢ momouipto @X (oT renrtaHa
no cmecu rentan/EtOAc = 3/1) maer 4-OpomM-2-3Tun-6-MeTHIOEH30HHYIO KHCJIOTY B
BHue OecuBeTHOro TBepaoro BemectBa (3.465 r, 87%). KX-MC B: tg = 0.86 muH; Oe3
MOHHU3ALHH.

A.2.62. Metua 2-(3-3tua-5-(4,4,5,5-rerpamerunn-1,3,2-guoxkcaboposian-2-
uia)Tuoden-2-ua)anerar

Cmecp wmetun 2-(3-stuntuoden-2-mm)auerata (1.340 1, 7.27 wmmoub),
4,4,4',4'5,5,5',5"-okramerun-2,2'-6u(1,3,2-nuokcaboponana) (1.119 r, 4.36 mmoub),
nuxnopuna 6uc(l,5-unknookraguen)aunpunusi(l) (50.4 mr, 0.0727 mmonb) u 4,4'-nu-
mpem-0ytun-2,2'-ounupuauna (47.8 mr, 0.175 mmons) B TI'® (35 mu) nerazupyroT
NOTOKOM a30Ta M 3areM nepememnBaroT npu 80°C B armochepe azora B TeueHHE
HOUYH. PM KOHLEHTPUPYIOT NpPU MOHWKEHHOM JaBJIE€HMH M OCTATOK OYUINAIOT C
nomopio @X (ot rentana no cMmecu rentad/EtOAc = 4/1) ¢ nonyuenuem merun 2-(3-
stun-5-(4,4,5,5-rerpamerui-1,3,2-nuokcaboponan-2-un)tuodpeH-2-un)amnerara B BUAE
6nenno-xentoro Macna (1.781 r, 79%). XXX-MC B: tg = 1.04 mun; [M+H]" =311.22.

A.2.62.1. Metua 2-(3-3TuaTuoeH-2-ua)auerar

K pactBopy 2-(3-3tuntuoden-2-un)ykcycHon kucaorsl (1.248 r, 7.33 Mmounb) B
6e3B. IM®PA (20 mun) npu KT nobasnsaroT kapOonar nesus (3.581 r, 11.00 Mmmounb) u
fionmeran (0.55 mu, 8.79 mmous), u PM nepememuBarot npu KT B armocdepe azora B
teyenune 40 muH. JlobasnsroT Boay u Et,O0 u ciou pazgensitor. BonHblil cinoli aBa pasa
3KCTparupyT ¢ nomoupo Et;O u o0beanHeHHbIE OPraHUYECKUE CIIOH MPOMBIBAIOT
COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO4, GUIBTPYIOT U KOHIEHTPHUPYIOT MPHU
NoHMW)XeHHOM JnaBjieHuu. Oumctka ¢ mnomombio DX (oT remraHa 10 cMecHu
rentad/EtOAc = 1/1) nmaer merun 2-(3-s3tuntuodeH-2-mi)anerar B BUAE KEITOTO

macna (1.340 r, 99%). )XX-MC B: tg = 0.87 mun; [M+H]" = 185.19.
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A.2.62.2. 2-(3-DOTuatuodeH-2-ua)yKCyCcHAsi KHCJI0TA

K cmecu 2-(3-atuntuoden-2-un)aneronurpuna (1.150 r, 7.60 mmons) B EtOH (6
mi) u Boge (6 miu) mpu KT nmoGasnsror ruapoxcun xamaus (1.280 r, 22.80 mmounsb), u
PM HarpeBaroT B cocyae ¢ oOpaTHBIM XOJOAWIBHUKOM B aTMOoc(epe a3oTa B TeUEHUE
75 muH. PM 3arem paror oxnanutbes 10 KT wu 3TaHONn ypgansioT npu NOHUKEHHOM
nasneHuu. [lonyyeHHyr B pe3yibraTe cMmech obOpabarteiBator 1 M Boxn. HCI u nBa
pasza 3kcTparupyroT ¢ nomoinbo JXM. OObenuHeHHbIE OpraHUYECKHUE CJIOM CyIIaT
Han Oe3B. MgSOy4, GUIBTPYIOT W KOHLEHTPUPYIOT MPH TMOHH)KEHHOM JIAaBJICHUH C
nojyueHueM CoIpod 2-(3-3TunaTHO(eH-2-UN)yKCYCHOW KHUCIOTBI B BHIE JKEJITOTO
maciaa (1.247 r, 96%). XKX-MC B: tg = 0.72 mun; [M+H]" = 170.94.

A.2.62.3. 2-(3-DTuaTHO(peH-2-HJI)aleTOHHTPHUI

PactBop 2-(xmopmerun)-3-s3tuntuopena (506 mr, 3.15 mmonb) B Oe3BOAHOM
JIMCO (20 mu) obpabareiBatoT nuanuaoMm Hatpust (617 wmr, 12.60 mmons), u PM
HarpeBaroT no 80°C B armochepe azora B Teuenue 40 muH. PM 3arem paroT
oxnanutbest 10 KT u pazbasnstor Bogoii. [lonydeHHYI0 B pe3ynbTare CMECh TPH pas3a
skcTparupyioT ¢ nomoubpo EtOAc u o0beagnHEeHHbIE OPraHUYECKHUE CJIOU MPOMBIBAIOT
COJIEBBIM pacTBOpOM, cymar Hax 0e3B. MgSO,, GUIBTPYIOT M KOHIEHTPHUPYIOT MpPHU
noHmwkeHHoM paBjeHuu. Ounctka ¢ nomomblo PX (oT remraHa 10 cMecu
rentad/EtOAc = 1/1) maer 2-(3-a3tuntuodeH-2-un)aneTOHUTPHUI B BHUIE KEITOTO
macina (360 mr, 76%). )KX-MC B: tg = 0.83 mMuH; 6€3 HOHHM3ALUU.

A.2.62.4. 2-(XopmeTHJ)-3-3THATHO(EH

K oxnaxnennomy (0°C) pacrBopy (3-atuntuoden-2-ui)meranona (500 mr, 3.52
MMmouib) B 0e3B. JIXM (18 mui) mocnenoBateibHo A00aBis0T TpudTunamud (0.63 mi,
4.57 mmonb) U 4-nuMmetunamuHonupuauH (43 mr, 0.35 mmoiap). 3aTeM MO KarmjsiMm
nobasnsaroT MeraHcyabdoruaxmaopun (0.32 miu, 4.22 MMONb), U TOJYYEHHYIO B
pesynbraTte cMech nepememuBatoT npu KT B armocdepe aszora B Teuenue 1 4. PM
3aTeM pa30aBiISAIOT BOAOH, CIOU Pa3NesIlOT M BOAHBIA CJIOH JBa pa3a SKCTPATHPYIOT C
nomompbio JIXM. OObenuHeHHble OpraHuYeckne cjiaou cymatr Hag 0e3B. MgSOu,
(GUIBTPYIOT U KOHUEHTPUPYIOT MPH MOHMUKEHHOM JaBJIEHHHU C MOJYy4YE€HUEM ChIPOTro 2-
(xnmopmeTtun)-3-3Tuntuodena B Buae xearoro macia (505 mr, 90%). dKX-MC B: tg =
0.86 MuH; Oe3 HOHHU3AIIUH.

A.2.62.5. (3-DTuaruodeH-2-uja)MeTaHOg

K oxnaxnenHomy (-78°C) pactBopy Mmetmn 3-3tuntuodeH-2-kapbokcuiara

(2.270 1, 13.30 mmounp) B 6e3B. TI'® (80 M) mo kamisiM g00aBISIIOT pacTBOP THIAPUIA
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aunzobytunamomunuss (1 M B Tomyome, 40.0 wmim, 40.0 wmmons). Cwmech
IOTNOJTHUTENBHO nepememunBaoT npu -78°C B atMocdepe azora B TedeHue 10 MUH H
3aTteM garoT HarpeTbes n0 0°C. Ilepememusanue npu 0°C nponoskarot B TeueHue 30
MUH, U 3aTeM oxJaxaeHHylo PM mnocnenoBarenbHo oOpabartsiBatoT Bomoi (1.5 mu),
15% Bogn. NaOH (1.5 mun) u Bomoit (4 mu). Cmecu narot Harperbcs a0 KT wu
JOTOJHUTENBHO TNepeMemuBaT B TeueHue 1 4. [lonmyueHHyr B pe3yibTaTe CMeCh
GUIBTPYIOT Yepe3 HeauT, mpombiBas ¢ nomoupo TI'®. Jlobasnstor EtOAcC u Boay, u
ciou pasnenstoT. BomHbili ciaoi nBa pasa skcTparupyrT ¢ nomombio EtOAc u
oObeIMHEHHbIE OpraHWYeckue cjou cymatr Han 0O0e3B. MgSO4, duaptpyror u
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBiieHHH. Ouuctka ¢ momouipto @X (oT renrtaHa
no cmecu rentan/EtOAc = 1/1) paer (3-3TuntnodeH-2-MiI)METaHONT B BHJIE
6ecusetHoro macma (2.030 r, xomuuectBeHHbIN). XKX-MC B: tg = 0.66 muH; 0e3
MOHU3ALHH.

A.2.62.6. Metua 3-3TuatuodeH-2-kapookcuaar

K pactBopy 3-stunruoden-2-kapbonosoit kucnorsl (3.130 r, 19.00 mmonp) B
6e3B. IM®A (20 mn) mpu KT nmocnenoBarensHo nodasisitor kapbonar uesus (9.303 r,
28.60 mMmonp) u ftogmeran (1.44 miu, 22.80 mmons), u PM nepememusarot npu KT B
teyenune 1.5 1. JlobasmstoT Bony u Et,O u cinou paspensror. BoaHslil cioit aBa pasa
skcTparupyoT ¢ nomouipio Et;O u oObeanHeHHble OpraHMYecKue CIOU NMPOMBIBAIOT
COJIEBBIM pacTBOpOM, cymar Hajx 0e3B. MgSO4, GUABTPYIOT U KOHLEHTPUPYIOT MpPH
HNOHIM)KEHHOM JaBJIEHUH C MOJIYYEHHEM METHJ 3-3TUATHO(EH-2-KkapOoKcuiaTa B BUIE
xentoro maciaa (3.340 r, komuuectBennsii). XKXX-MC B: tg = 0.89 mun; [M+H]" =
171.04.

A.2.63. Merua 2-(2-xg0p-6-metnna-4-(4,4,5,5-rerpamerna-1,3,2-
auokcadopogan-2-ua)deHna)anerar

K pacrBopy metun 2-(4-O6pom-2-xmop-6-metwidenun)anerara (2.614 r, 9.42
MMmoJib) B 6e3B. JIM®A (25 mn) npu KT nobasasitor 4,4,4',4',5,5,5',5'-okramernn-2,2'-
6u(1,3,2-nuokcadboponan) (2.416 r, 9.42 mmonw), auerar kamus (3.697 r, 37.70
mMmonb) u Pd(dppf)Cl, (766 mr, 1.04 mmons). PM Harpesatotr no 90°C B atmocdepe
azora B TedueHue Houu. PM 3arem nmaror oxnamutbess no KT u ¢unpTpyroT uepes
HaOuBKY nenuTta, mpombiBas ¢ nomompio EtOAc. @uubTpaT NPOMBIBAIOT BOIOH H
BOIHBIM CJIOW 1Ba pasa skcTparupyror ¢ mnomombid FEtOAc. OObenuHeHHBbIE
OpraHNYecKHue CJIOU 3aTeéM IPOMBIBAIOT COJEBBIM pacTBOpoM, cymar Hajg MgSOy,

GUABTPYIOT M KOHLEHTPUPYIOT NPH IMOHMXEHHOM JaBieHHH. OUYHCTKA C MOMOIIBIO
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®X (ot renrana no cmecu rentad/EtOAc = 7/3) naer metun 2-(2-xyjop-6-meTuin-4-
(4,4,5,5-rerpamerun-1,3,2-nuokcaboponan-2-mi)peHun)anerar B BUIOE  CBETIO-
zenenoro mMacna (1.939 r, 63%). XKX-MC B: tg = 1.08 mun; [M+H]" = 325.19.

A.2.63.1. Metuna 2-(4-0pom-2-xJ10p-6-MeTHA(DEeHUT)ANETAT

K pactBopy 2-(4-6pom-2-xjop-6-meTundeHun)ykcycHoit kucimotsl (2.648 r,
10.00 mmonb) B 6e3B. IM®PA (25 mia) npu KT nobGapiastor kapbonat uesust (6.548 r,
20.10 mmonp) u fiogmertan (1.26 mu, 20.10 mmons), u PM nepememusarot npu KT B
atmoc(epe azora B Tedenue | 4. Jlobasnstor Boay u Et,O u cnou pasnensror. BogHbli
CJIOH Ba pasa 3KCTparupyroT ¢ nomoupio Et;O n o0beauHeHHbIE OPTaHUYECKHUE CJIOU
NPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO,, ¢unpTpyroT u
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBiieHMH. Ouuctka ¢ momouipto @X (oT renrtaHa
no cmecu rentad/EtOAc = 7/3) naer metun 2-(4-6pom-2-xi0p-6-MeTundeHunn)amnerar
B BHIe mnpo3payHoro macia (2.614 r, 94%). XKX-MC B: tg = 1.00 mun, Oe3
HOHU3ALHH.

A.2.63.2. 2-(4-Bpom-2-xj0p-6-MeTH/I(PeHNT)YKCYCHAA KHCJIO0TA

Cwmech 2-(4-6pom-2-xyop-6-metundenun)anerountpuia (2.504 r, 10.20 mmous),
Boabl (9 mi), 95% cepuoit kucnotsl (11 M) U yKCycHON KHUCHOTHI (7 MJI) HAarpeBarOT
no 110°C B armocdepe azora B Teuenue 4 4. PM 3arem parot oxjanutrbes g0 KT u
BBUIMBAIOT Ha CMechb Jea/Bona. PeakUMOHHYI CMech JBa pas3a 3KCTParupymoT ¢
nomompbo JIXM u oObeaMHEHHBIE OpPraHMYEeCKHUE CJIOM IPOMBIBAIOT COJEBBIM
pacTtBopoMm, cymar Hax 0e3B. MgSO4, QuIbTPYIOT W KOHUEHTPUPYIOT MpHU
MOHMKEHHOM JIaBJIEHUU c MoJIydeHHuEeM ChIpOH 2-(4-6pom-2-xJ10p-6-
MeTHI(EHMT)YKCYCHOM KUCJIOTHI B BUJ€ HE COBCEM Oejioro TBepaoro Bemectna (2.648
r, 98%). ’KX-MC B: tg = 0.86 muH; 63 HOHU3aLNU.

A.2.63.3. 2-(4-Bpom-2-xa0p-6-MeTHI(PEHNT)ALETOHUTPHI

PactBop 5-Opom-1-xmop-2-(xnopmerun)-3-mermindbenzona (2.752 r, 10.80
mMoib) B MeCN (30 min) u Bome (4 mu) obpabarbeiBaroT nuanugom Hatpus (719 wr,
14.10 mmonsp), u PM nHarpesarot 1o 80°C B atmocdepe azora B Teuenue 1 4. PM 3atem
natotr oxyaautbess a0 KT wu pas3®aBiadroT BOmOH. ALETOHUTPUN YIOAISIOT TPH
MOHU)XEHHOM JaBJIEHUM M CMEChb JBa pa3a J3KCTparupyrwT ¢ nomoumbro JIXM.
OOpenuHeHHBIE OpraHuveckue ciom cymar Hax 0O0e3B. MgSOs, QuuabTpyroT u
KOHIIEHTPUPYIOT MPHU MOHMWKEHHOM aaBieHuu. Ouucrka ¢ nmomouipo X (oT renrtaHa

no cmecu rentaH/EtOAc = 7/3) maer 2-(4-6poM-2-xyiop-6-MeTuneHmn )aneTOHUTP U
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B BUje OecupeTHOro TBepaoro semectsa (2.504 r, 94%). XKX-MC B: tg = 0.96 muHs;
0e3 noHU3aLHH.

A.2.63.4. S5-Bpom-1-xy0p-2-(xJa0pMeTHII)-3-MeTHI0EH30

Oxnaxnaennyw (0°C) cmech (4-6pom-2-xnop-6-meTundenun)meranona (2.529 r,
10.70 mmonp) u xjopuna umHka (36.6 mr, 0.268 mmonabr) B 6e3B. AXM (30 )
oOpabaTbhiBatOT MO KamwisiM THOHUAXJopuaoMm (1.57 wmu, 21.50 mmonaw), u PM
nepemewmnBatoT npu 0°C B TeueHue 4 4. PM KOHUEHTPHUPYIOT NPU MOHHKEHHOM
IABJICHUU C TMOJYyYEHHUEM ChIpOro S-Opom-1-xmop-2-(xmopmerii)-3-meTundeH3ona B
BHUJI€ TEMHO-PO30BOTO TBepAOTO BemmecTsa (2.752 r, konuvyectBeHHsiil). XKX-MC B: tg
= 1.05 muH; 6€3 HOHU3AIUH.

A.2.63.5. (4-Bpom-2-xyi0p-6-MmeTuaAdeHHIT)METAHOJ

K oxnaxnennomy (-78°C) pactBopy merun 4-06pom-2-xyop-6-meTundeH30aTa
(3.450 1, 12.60 mmounp) B 6e3B. TI'® (60 M) mo karmisiM g00aBISIIOT PaCTBOP THIAPHUIA
aunzobytunamomunnss (1 M B Tomyome, 38.0 wmi, 38.0 wmmonb). Cwmech
IOTOJTHUTENBHO nepememuBaT npu -78°C B atmocdepe azora B TedeHne 30 MUH H
3ateMm paroT Harperbcs 10 KT. Ilepememusanue npu KT npopomxkarot B Teuenue 1.5
4, U 3aTeM oxJiaxaeHHy PM mocnenosarenbHo oOpabareiBatoT Bomoit (1 mu), 2.8 H.
BonH. NaOH (1 mur) u Bonoit (3 mu). Cmecu paroT HarpeTbes: 10 KT u monmosHuTENBHO
nepeMeiinBaioT B TeueHue 30 muH. IlonydeHHyI0 B pe3yibraTe CMech (QHIBTPYIOT
yepes LeNUT, IpombiBas ¢ nomoinbio TI'®, u uapTpar KOHIEHTPUPYIOT JOCYyXa MPH
noHmxkeHHoM npaBiaeHun. JloGasnsroT EtOAc u Bomy, m ciou pasupensoT. BonmHsii
CIOW ABa pasa s>KcTparupyioT ¢ nomompio EtOAc m oObennHEHHbIE OpraHUYEeCKHe
caon cymart Haj O0e3B. MgSO,, QUABTPYIOT MU KOHIEHTPHUPYIOT NMPU MOHHUKEHHOM
napjenuu. Ouuctka ¢ momoubio ®X (ot renrana no cmecu rentan/EtOAc = 1/1) naer
qucThil (4-0pom-2-xy0p-6-meTundenun)meranon (2.529 r, 85%). KX-MC B: tr =
0.90 muH; 6e3 HOHHU3AILUH.

A.2.63.6. MeTua 4-0pomM-2-xJ10p-6-MmeTHI0eH30aT

K pactBopy 4-6pom-2-xsop-6-meTunden3oiinoi kucaotel (3.500 r, 13.30 mmob)
B 6e3B. [IM®A (35 ma) npu KT nocnenosarenbro nodasisitoT kapboHat nesus (8.685
r, 26.70 mMonp) u HogmertaH (1.68 miu, 26.70 mmouns), u PM nepememusatot npu KT B
teyenune 1 4. JloGasusitor Boay u Et,O u crmom paspensror. BomHblil cioii nBa pasa
sKkcTparupyT ¢ nomoupo Et;O u o0beanHeHHbIe OpraHUYeCKHe CIOU NMPOMBIBAIOT
COJIEBBIM pacTBOpoM, cymaT Hajx 0e3B. MgSO,, GUABTPYIOT U KOHLUEHTPHUPYIOT MPH

noHMW)XeHHOM naBjieHuu. Ounctka ¢ nomombro DX (oT remraHa 10 cMecu
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rentad/EtOAc = 7/3) maer metun 4-0pom-2-xja0p-0-MeTHIOEH30aT B BHUJE TEMHO-
opanxkeBoro macina (3.450 r, 98%). KX-MC B: tg = 0.99 muH; 6€3 HOHHU3ALUH.

A.2.64. Metua 1-3Tua-4-(4,4,5,5-terpamerni-1,3,2-1uoxkcadopoian-2-uj)-
1H-nuppos-2-kapéokcuiaar

K pactBopy merun 4-6pom-1-stun-1H-nuppon-2-kapbokcunara (1.567 r, 6.75
MMoJb) B 6e3B. JIM®PA (15 mu) npu KT gobasnstor 4,4,4',4',5,5,5',5"-okramernn-2,2'-
6u(1,3,2-nuokcadoponan) (1.715 r, 6.75 mmonw), auerar kanus (2.651 r, 27.00
mMmoab) u Pd(dppf)Cly (494 wmr, 0.67 mmons). PM Harpesator 1o 90°C B armocdepe
azota B TeueHue Houu. PM 3arem nmaror oxyagutbest no KT u ¢punpTpyroT uepes
HaOMBKY meauTa, nmpombiBas ¢ nomombio EtOAc. @uiubTpaT NPOMBIBAIOT BOIOU H
BOJHBIM CJIOM 1Ba pasa JkcTparupyrT ¢ mnomombid FEtOAc. OObenuHeHHBbIE
OpraHMYeCcKHe CJIOM 3aTe€M IPOMBIBAIOT COJEBBIM pacTBOpoM, cymar Hajg MgSOy,
GUABTPYIOT M KOHLEHTPUPYIOT NMPH MOHMXEHHOM naBieHHH. OUYHCTKA C MOMOIIBIO
®X (or remrana go cmecu rentan/EtOAc = 3/1) pmaer merun 1-stun-4-(4,4,5,5-
terpamermi-1,3,2-nnokcaboponan-2-un)- | H-nuppon-2-kapbokcunat B BUAE CBETIO-
xenroro Macna (841 mr, 45%). XKX-MC B: tg = 0.96 mun; [M+H]" = 280.24.

A.2.64.1. Metua 4-0pom-1-3tua-1H-nuppoa-2-kap6okcuaar

K pactBopy merun 4-6pom-1H-nuppon-2-kap6okcunara (1.500 r, 7.21 mmonp) B
6e3B. IM®PA (15 mn) npu KT gobasnsror kapOonat kanus (1.494 r, 10.80 mmoub) u
fiomatan (1.43 mu, 8.65 mmonb), u PM nepememusator npu KT B armocdepe azora B
teuenue 2.5 u. Jlobasnsror Bony u Et,O u cnou pasgenstor. BogHslii cinoit nBa pasa
SKCTparupyT ¢ nomompbio Et;O u o0beanHeHHbIe OpraHUYeCKUe CJIOU MPOMBIBAIOT
COJIEBBIM pacTBOpPOM, cymat Hajx 0e3B. MgSO4, QUIBTPYIOT M KOHIEHTPHUPYIOT MPHU
NOHM)XKEHHOM naBieHuu. Ounctka ¢ nomombro DX (oT remraHa 10 cMmecu
rentad/EtOAc = 7/3) naer metun 4-6pom-1-3tun-1H-nuppon-2-kapbokcunar B BUAe
npo3paynoro macna (1.567 r, 94%). XKX-MC B: tg = 0.94 muH; 6€3 HOHU3ALUH.

A.2.65. Mertua 1-nponui-4-(4,4,5,5-rerpamerunn-1,3,2-guoxkcabopojian-2-
ua)-1H-nuppou-2-kapéokcuiaar

K pactBopy metun 4-6pom-1-nponmn-1H-nuppon-2-kapbokcunara (1.721 r, 6.99
MMmoJib) B 6e3B. JIM®A (15 mn) npu KT pnobasnsiror 4,4,4',4',5,5,5',5'-okramernin-2,2'-
6u(1,3,2-nuokcadboponan) (1.776 r, 6.99 mmonw), auerar kanus (2.745 r, 28.00
mMmonb) u Pd(dppf)Cl, (512 mr, 0.69 mmons). PM nHarpesator no 90°C B atmocdepe
azora B TedueHue Houu. PM 3zarem pmaror oxnamutbes no KT u ¢unpTpyror uepes

HaOuBKY nenuta, npomeiBas ¢ nomoimpio EtOAc. ®@unbTpaT NpOMBIBAIOT BOJIOH H
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BOJIHBIM CJIOW 1Ba pasa skcTparupyror ¢ mnomombio FEtOAc. OObenuHeHHBbIE
OpraHMYecKHue CJIOU 3aTe€M IPOMBIBAIOT COJEBBIM pacTBOpoM, cymar Hajg MgSOy,
GUABTPYIOT M KOHLEHTPUPYIOT NPH MOHWKEHHOM JaBjieHUH. OUYHUCTKA C MOMOIIBIO
®X (ot renrana no cmecu rentan/EtOAc = 3/1) maer merun 1-nmpomnun-4-(4,4,5,5-
terpameTiil-1,3,2-nuokcadboponan-2-min)-1 H-nmuppon-2-kapOokcunat B BUAE JKEJITOrO
macna (1.036 1, 51%). XXX-MC B: tg = 1.02 mun; [M+H]™ = 29433,

A.2.65.1. MeTua 4-opom-1-nponun-1H-nuppon-2-kapéokcuaar

K pactBopy metun 4-6pom-1H-nmuppon-2-kap6okcunara (1.500 r, 7.21 mmonab) B
6e3B. IM®PA (15 mu) npu KT nobasisitor kapbonat kanus (1.494 r, 10.80 mMmounb) u
I-fiopnponan (0.84 mnu, 8.65 mmons), 1 PM mepememusaror npu KT B armocdepe
azora B TeueHne Houu. JloGasnsaroT Boay u Et,O u cinou paspenstoT. BogHsli cioii aBa
paza oskcTparupyroT ¢ mnomomblo Et;O u oO0bennHeHHBIE OpPraHUYECKHE CJIOU
NPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hany 6e3B. MgSO,, dunapTpyror u
KOHIIEHTPUPYIOT MPHU MOHMXEHHOM naBieHun. Ouucrka ¢ momouipo @X (oT renrtaHa
no cmecu rentad/EtOAc = 7/3) pmaer wmetun 4-Opowm-1-nmponun-1H-nuppon-2-
kapbokcunar B Buae npo3padnoro macia (1.721 r, 97%). XKX-MC B: tg = 0.99 muH;
0e3 noHU3aLHH.

A.2.66. 2-Dtokcu-3-¢prop-4-(4,4,5,5-terpamerna-1,3,2-auoxkcaboposian-2-
H1)0eH30HHas KHCJI0TA

OTtun 2-3ToKCU-3-pTOp-4-(4,4,5,5-Terpamerui-1,3,2-nuokcaboponan-2-
wi)oenszoat (960 mr, 2.38 mmoib) pactBopsitoT B cmecu MeOH/TT'® (1:1) (10 mu).
3arem nodasinsitoT 10% NaOH (4.77 ma, 11.9 mmons), u PM nepememuBatoT npu KT B
teueHue 4 4. Cmecp obpabareBaroT 2 H. HCl (~10 Mi) nO AOCTHMIKEHUS KHUCIOTO
sHaueHus: pH (<2) u skcrparupyroT ¢ nomombio EtOAc. ITonyueHHyo B pe3yjbTare
oprann4eckyi ¢aszy cymar Hax MgSO4 U KOHUEHTPUPYIOT C MOJyYEHHEM YKAa3aHHOTO
B 3aroJIOBKE COENHMHEHHs B BHe keatoro Tepnoro semectBa (0.735 r, 81%). XKX-
MC B: tg = 0.91 mun; [M+H]" =311.26.

A.2.66.1. ITIa 2-3Ttokcu-3-¢prop-4-(4,4,5,5-rerpamerna-1,3,2-
AuokcabopoaaH-2-ui)deH3oar

VYka3zaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOM,
onmucaHHON s A.2.12., ucxonst u3 3tun 4-6pom-2-3tokcu-3-propodensoara. KX-MC

B: tg = 1.10 mun; [M+H]" = 339.26.
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A.2.66.2. ITua 4-6pom-2-3T0KCH-3-PpTOpOEH30AT

K pactBopy 4-Opom-3-dpTop-2-ruapoxcudensoitnoin kucnorel (750 wmr, 3.1
mMmonb) 1 K,CO3 (1070 mr, 7.74 mmonb) B JJIM®PA (6 miu), 100aBiasf0T 3TUIHONNA
(0.508 mn, 6.35 mMMonb). PeakiMOHHYIO CMeCh IepeMeLInBalT B TeueHue 2.5 1 mpu
KT, 3arem ee pacmpenenstor Mexay JAXM u coneBbiM pacTtBopoM. Bonubiii cioi
MOBTOPHO 3KCTPAarupyrT ¢ nomouipio XM, 0o0beIUHEHHYI0 OPTaHUKY MPOMBIBAIOT
coseBbIM pacTBOpoM, 3arteMm cymaTr (MgSO4) U KOHLEHTPUPYIOT MPU MOHHKEHHOM
IABJICHUU C TOJyYEeHHEM YKa3aHHOTO B 3arojOBKE COEIMHEHHUs] B BHJAE TEMHO-
opamxesoro macna. )KX-MC B: tg = 1.03 mun; [M+H]" = 291.01.

A.2.67. Metua 3-(2-meTtokcu-4-(4,4,5,5-rerpamerna-1,3,2-
ANOKCcadopoaaH-2-uj)(peHna)nponaHoaT

K pactBopy metun 3-(4-Opom-2-merokcudenun)nponanoara (0.899 r, 3.26
MMmoJib) B 6e3B. JIM®PA (10 mn) npu KT nobasnsitor 4,4,4',4',5,5,5',5'-okramernn-2,2'-
6u(1,3,2-nuokcadboponan) (0.835 r, 3.26 mmonsw), aumerar kamus (1.278 r, 13.00
mMmodb) u Pd(dppf)Cl, (265 mr, 0.35 mmouns). Cmecw HarpesaroT 1o 90°C B atmocdepe
azora B TedyeHue Houn. PM narot oxnaauteca no KT u punbTpyroT yepe3 HaOuUBKY
1enuTa, npoMmeiBas ¢ nomouipio EtOAc. @unbTpaT NpoOMBIBalOT BOAON U BOJAHBIN CIOH
nBa pasa skctparupyrT ¢ nomombio EtOAc. OObeauHEHHBIE OpPraHUYECKHE CIIOU
IPOMBIBAIOT COJIEBBIM pacTBOpoM, cymaT Hag MgSO4, GUIBTPYIOT U KOHIEHTPHUPYIOT
npu MoHMXeHHOM paasieHuu. Oumctka ¢ nomoubio PX (or remraHa OO0 cMecHu
rentan/EtOAc = 4/1) pnaer werun 3-(2-merokcu-4-(4,4,5,5-rerpamerun-1,3,2-
nuokcaboponan-2-un)denun)nponaHoar B BuAe cBeTio-xkenroro macia (0.752 r,
72%). XKX-MC B: tg = 1.02 mun; [M+H]" = 321.22.

A.2.67.1. Metua 3-(4-0pom-2-MmeTOKCHU(pEHUT)IPONAHOAT

K pactBopy 3-(4-Opom-2-meTokcudenun)nponanoBoit kuciorsl (1.000 r, 3.86
MMmouib) B 6e3B. JIM®PA (10 mn) npu KT nobasnsitor kapOonat nesust (2.515 r, 7.72
MMonb) u HogmeraH (0.485 mu, 7.72 mmonb), u cmech nepememusaroT npu KT B
atmoc(epe azora B Teuenue | 4. Jlobasnsror Boay u Et,O u cnou pasnensror. BogHbli
CJIO# 1Ba pas3a 3KCTparupyroT ¢ nomoubsio Et,O n oObeanHeHHbIE OPTaHUYECKHE CIIOU
NPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hany 6e3B. MgSO,, dunapTpyror u
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBieHnu. Ouuctka ¢ momouipro @X (oT renraHa
no cmecu rentad/EtOAc = 7/3) naet metun 3-(4-6pom-2-MeTOKCH( €HIII)TPONAHOAT B

Bune npo3paunoro maciua (0.899 r, 85%). XKX-MC B: tg = 0.96 MuH; 0e3 HOHU3ALUH.
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A.2.68. Metua 5-(4,4,5,5-Trerpamerna-1,3,2-guokcadoposan-2-ui)-2,3-
auruapodenzodypan-2-kapookcuiaar

K pactBopy merun 5-0pom-2,3-guruapobensodypan-2-kapbokcunara (1.513 r,
5.86 mmonb) B 6e3B. IM®PA (20 mn) npu KT nobasasitor 4,4,4',4',5,5,5',5"'-okTameTui-
2,2'-6u(1,3,2-nuokcaboponan) (1.504 r, 5.86 mmounn), auerat kanus (2.301 r, 23.40
mMmodb) u Pd(dppf)Cl, (477 mr, 0.64 mmounb). Cmech HarpeBaroT 1o 90°C B atmocdepe
azota B TedyeHue Houw. PM narot oxnaautbes no KT u dunbrpyroT yepe3 HaOuBKY
1enura, npomMeiBas ¢ nomouipbio Et,O. @unpTpat npomMbiBalOT BOAONW U BOAHBIN CIOH
aBa pasza skcTparupyror ¢ nomombio Et,O. OO0bennHeHHBIE OpPraHUYECKHE CIIOH
IPOMBIBAIOT COJIEBBIM pacTBOpoM, cymaT Hag MgSQO4, GUIBTPYIOT U KOHIEHTPUPYIOT
npu moHMXeHHOM pnasieHuu. Oumctka ¢ nomoumpio ®X (oT remraHa OO CMecH
rentad/EtOAc = 7/3) naet metun 5-(4,4,5,5-trerpamernn-1,3,2-nuokcaboponan-2-un)-
2,3-nuruapobensodypan-2-kapOokcunat B BHAE CBeTHo-:kenaTroro macina (1.168 r,
66%). XKX-MC B: tg = 0.98 mun; [M+H]" = 305.22.

A.2.68.1. Metua S-0pom-2,3-guruapobenzodpypan-2-kapéoxcuiaar

K pactBopy 5-6pom-2,3-nuruapodenzodypan-2-kapOonosoit kuciorer (1.500 r,
5.86 mmonb) B 6e3B. IM®PA (20 mu) npu KT moGasnstor kapOonar uesust (2.388 r,
7.33 mmounb) u HoametaH (0.547 mu, 8.79 mmMonb), u cmech nepememusarT npu KT B
atmMocdepe azora B TedeHue Houu. JloGaBnsaroT Boay u Et,O um ciom pasgensror.
Bonanbiit cnoit nBa pasa 3KcTparupyroT ¢ mnomombio Et;O u  oObennHeHHBIE
OpraHUYeCKHEe CJIOW NPOMBIBAIOT COJEBBIM pPAacTBOpPOM, cymar Hax 0e3B. MgSOy,
(GUIBTPYIOT ¥ KOHLEHTPUPYIOT MPH MOHUKEHHOM JaBJIEHUH C TMOJYyYCHUEM METHI S-
Oopom-2,3-nurunpobenzodypan-2-kapbokcunaara B Bume sxkeiaroro macia (1.513 r,
konuuecTBeHHBbIN ). JKX-MC B: tg = 0.90 MuH; 6€3 noHH3anuu.

A.2.69. Metua 2-(3-nponmuu-5-(4,4,5,5-terpameruna-1,3,2-nuoxkcadopoJsian-
2-ua)TuodeH-2-ua)anerart

Cmecp w™etun 2-(3-mponmnruoden-2-un)anerara (0.600 r, 3.03 mmoub),

4,4,4',4'5,5,5',5" -okramerun-2,2'-6u(1,3,2-nuokcadboponana) (0.470 r, 1.82 mmous),
aumepa (1,5-unknookraguen)(merokcnm)upuausa(l) (21.5 mr, 0.0325 mmonsw) u 4,4'-nu-
mpem-06ytun-2,2'-ounupuauna (20 mr, 0.074 mmonp) B TI'® (15 mi) merasupyroT
NOTOKOM a3ora u nepeMmemusaioT npu 80°C B armocdepe a3oTa B TeueHue Houu. PM

KOHLIEHTPUPYIOT NPU MOHMKEHHOM JABJIEHUU U OCTAaTOK OYMIIAKT ¢ noMowmpro PX

(ot renrana no cmecu rentad/EtOAc = 7/3) ¢ monyuenuem merun 2-(3-mpomui-5S-
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(4,4,5,5-rerpamermi-1,3,2-nuokcaboponan-2-un)Tuoden-2-umn)amerara B BUIE
npo3paynoro mMacna (0.671 r, 68%). XKX-MC B: tg = 1.07 mun; [M+H]" = 325.24.

A.2.69.1. Metua 2-(3-nponuiatuodeH-2-u)auerar

Cmecp metun 2-(3-Opomruoden-2-mm)anerara (1.655 r, 7.04 wmmonw), #-
nponuntpudropbopara kanus (1.223 r, 7.74 mmonb) u kapOonara uesus (6.881 r,
21.10 mmouib) B Tostyosie (24 mu) u Boae (12 mut) gerasupyroT TpU pa3a a30TOM. 3aTeM
nobasnsroT anerar nawtaaus(Il) (79 wmr, 0.35 mmoar) mu RuPhos (0.346 r, 0.70
MMOJIb), U CMeCh HarpeBaroT 10 95°C B atMocdepe a3ora B TeueHue Houu. PM maroT
oxnanutbest 10 KT, noGasisoT BoAy, U CMeCh TPH pa3a 3KCTPATHPYIOT C MOMOIIBIO
EtOAc. OObennHEeHHbBIE OPraHUYECKHIE CIION MPOMBIBAIOT COJIEBBIM PACTBOPOM, CYyIIAT
Hany Oe3B. MgSO4, QUIBTPYIOT M KOHIEHTPHPYIOT NpPU TMOHUIKEHHOM MJaBJICHUU.
Ouncrtka ¢ momompo ®X (ot renrana no cmecu rentan/EtOAc = 7/3) naetr meTun 2-
(3-mponmuntuogden-2-un)anerar B Bune xkearoro macia (1.336 r, 96%). KX-MC B: tg
= 0.94 mun, [M+H]" = 199.26.

A.2.69.2. Metua 2-(3-OpomTHO(peH-2-nI)aneraT

K pactBopy 2-(3-6pomTuodeHn-2-un)ykcycHo kucnotsl (2.000 r, 9.05 mmons) B
6e3B. IM®PA (20 mun) npu KT nobasnsaror xkapOonart ne3us (5.895 r, 18.10 mmounb) u
fionmeran (1.14 mu, 18.10 mmonp), u cmech nepememusaroT npu KT B armocdepe
azota B TeueHue | u. JlobasmstoT Boay u Et,O u cinou pasgensitor. BogHsliii cinoii nBa
paza oskcrparupyroT ¢ nomomblo Et;O u oO0beauMHEHHBIE OpraHUYECKHe CJIOU
IPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO,, ¢unpTpyoT u
KOHLEHTPHUPYIOT NMPHU MOHMKEHHOM nasieHuu. Ounctka ¢ nomombio @X (oT renraHa
no cmecu rentan/EtOAc = 7/3) maer metun 2-(3-OpomTtuodeH-2-un)aunerar B BHAE
xenroro macna (2.183 r, kommuectBeHHbli). XKX-MC B: tg = 0.86 wmun, 06e3
MOHU3ALIHH.

A.2.70. Meruan  2-(4-(4,4,5,5-trerpamerna-1,3,2-nuokcadoposian-2-uia)-2-
(rpudTopmeruna)penuna)anerar

K pactBopy merun 2-(4-6pom-2-(tpudropmernn)denmn)anerata (2.556 r, 8.60
MMmoJib) B 6e3B. JIM®A (30 mn) npu KT nobasnsiror 4,4,4',4',5,5,5',5'-okramernn-2,2'-
6u(1,3,2-nuokcaboponan) (2.207 r, 8.60 mmonw), auerar kamus (3.378 1, 34.40
mMmonb) u Pd(dppf)Cl, (0.700 r, 0.94 mmonp). Cmech nHarpesator mo 90°C B
atMocdepe aszora B TeueHne Houn. PM narot oxiaautses 1o KT u punpTpyror uepes
HaOuBKY nenuTta, nmpomeiBas ¢ nomombio EtOAc. ®@uubTpaT NpPOMBIBAIOT BOJIOH H

BOIOHBIH CcJOW JnaBa pasa oskcTparupyror ¢ nomompbio EtOAc. OObpennHeHHBIE
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OpPraHUYeCKHUE CJIOM TPOMBIBAIOT COJEBBIM pacTBOpoM, cymar Haa MgSO,,
GUABTPYIOT M KOHLEHTPUPYIOT NPH IMOHMXEHHOM JaBjieHHH. OUYHCTKA C MOMOIIBIO
®X (or remrana go cmecu rentaH/EtOAc = 3/1) paer wmerun 2-(4-(4,4,5,5-
terpameTii-1,3,2-nuokcaboponan-2-min)-2-(tpupropmernn)penun)anerar B BHAE
xenaToro macna (2.256 r, 76%). XKX-MC B: tg = 1.07 muH; 6€3 HOHHU3ALUH.

A.2.70.1. MeTua 2-(4-6pom-2-(Tpudpropmern)deHnn)anerat

K pacrBopy 2-(4-6pom-2-(tpudpTopmerun)eHun)ykcycHou kucaotsl (2.694 r,
9.52 mmonb) B 6e3B. IM®PA (25 mu) npu KT nobGasastor xkapOonar uesust (6.202 1,
19.00 mmonrp) u Hogmetan (1.20 mu, 19.00 mmons), u cMmech nepememuBaroT npu KT B
atmoc(epe azora B Teuenue | 4. Jlobasnsror Boay u Et,O u cnou pasnensror. BoaHbli
CJIOH 1Ba pasa 3KCTparupyrT ¢ nomoubsio Et,O n oObegnHeHHbIE OPTaHUYECKHUE CJIOU
MPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO4, ¢unpTpyroT u
KOHIIEHTPUPYIOT NPHU MOHMXEHHOM naBieHnu. Ouuctka ¢ momouipto @X (OT renrtaHa
1o cMecHu rentan/EtOAc = 7/3) naeT METHII 2-(4-6pom-2-
(TpudTopmerun)penun)anerar B BUAE CBETIO-)keaToro macia (2.556 r, 90%). XKX-
MC B: tg = 0.98 MuH; 63 HOHU3AIHHU.

A.2.70.2. 2-(4-Bpom-2-(TpudTopmerna)dpeHna)yKcycHasi KHCJI0TA

Cmecp  2-(4-6pom-2-(Tpudropmerun)denmn)aneronurpuna (2.385 r, 9.03
MMOJIb), BOIBI (8.5 mi), 95% cepHoit kucaoTsl (9.5 M) U YKCYyCHON KUCIOTHI (6.5 M)
HarpeBatoT 10 110°C B armocdepe a3ora B TeueHue HOuM. PM marT OXJaguThCs IO
KT u BbuIMBaIOT Ha cMech Jjiea/Bona. PeakiMOHHYI0 CMeCh TPU pa3a 3KCTPArupyroT C
noMmompbtdo JIXM u oObeauHEHHBbIE OpraHUYECKHE CJOH IPOMBIBAIOT COJIEBBIM
pactBopomM, cymat Hax 06e3B. MgSOy, QuapTPpylOT W KOHUEHTPHUPYIOT TMpH
MOHUXEHHOM NaBJIE€HUU c MOJly4YeHUEeM ChIpOH 2-(4-6pom-2-
(TpudTopmeTnn)PeHUT)yKCYCHON KHUCJIOTBI B BHUAE CBETJIO-XKEITOrO0 TBEPIAOTO
BemecTBa (2.694 r, konudectBeHHbI ). JKX-MC B: tg = 0.85 MuH; 6€3 HOHU3ALUU.

A.2.70.3. 2-(4-Bpom-2-(TpudTopmern)deHnn)aneTOHUTPHUI

PactBop 4-Opom-1-(xmopmerun)-2-(tpudpropmermin)dbenzona (2.707 r, 9.81
mmouib) B MeCN (32 ma) u Boxe (4 mu) obOpabareiBatoT nmanunom Hatpus (0.651 r,
12.80 mmounb), u cmech HarpeBaroT 1o 80°C B atmocdepe a3ora B TeueHue Houu. PM
nator oxyaautbess a0 KT wm pas3baBiadroT BOmOH. ALETOHUTPHUN YIOAJISIOT TIPH
MOHU)XEHHOM JaBJIEHMM M CMeEChb JBa pasa JKCTparupyrwT ¢ nomoubro JIXM.
OObvenuHeHHBIE OpraHuveckue ciom cymar Hax 0Oe3B. MgSOs, QuuabTpyroT u

KOHIIEHTPUPYIOT NpPHU MOHMXKEHHOM naBieHnu. Ouuncrka ¢ nomouipto ®X (oT renrtaHa
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1o cMecHu rentan/EtOAc = 7/3) naet 2-(4-6pom-2-
(TpudTopMeTnn)PEHNN)allETOHUTPUI B BHUAE CBETJO-KEJITOTO TBEPAOrO BEHIECTBA
(2.385 1, 92%). KX-MC B: tg = 0.95 muH; 6e3 nOHHU3ALHUH.

A.2.70.4. 4-Bpom-1-(xaopmeTu.a)-2-(trpudropmern)deH3o.

Oxnaxnennyrw (0°C) cmech (4-6pom-2-(Tpudropmerun)penun)meranona (2.500
r, 9.62 mmonap) u xyopunga uuHka (32.8 mr, 0.24 mmons) B 6e3B. AXM (25 mn)
obpabaTbiBatOT TO KamiaMm THOoHuaxiopuaoMm (1.40 wmia, 19.20 mmonb), U CMecCh
nepememuBaroT npu 0°C B Teyenue 4 4y u 3arem npu KT B Teuenme Houm. PM
KOHIIEHTPUPYIOT TPHU MOHMXEHHOM JaBJCHUH C TMOJyd4eHHeM coiporo 4-Opom-1-
(xnopmerun)-2-(tpudpTopmeTun)0eH3ofia B BHUAE CBeTJO-keaToro macia (2.707 r,
konnuecTBeHHBbIN ). JKX-MC B: tg = 1.03 mMuH; 6e3 noHH3anuu.

A.2.71. Metua 2-(2-3Tokcu-3-¢prop-4-(4,4,5,5-rerpamerna-1,3,2-
anokcadbopogan-2-uua)deHna)anerar

K pactBopy merun 2-(4-6pom-2-3Tokcu-3-dpropdpenun)aunerata (1.939 r, 6.66
MMmoJib) B 6e3B. JIM®PA (20 mn) npu KT pnobasnsitor 4,4,4',4',5,5,5',5'-okramernn-2,2'-
6u(1,3,2-nuokcadboponan) (1.708 r, 6.66 mMmonw), auerar kamus (2.615 r, 26.60
mMmonb) u Pd(dppf)Cl, (0.542 r, 0.73 mmonp). Cmech HnHarpesator no 90°C B
atmoc(epe azora B TeueHue Houn. PM patot oxmanurbes 1o KT u dunbrpyror uyepes
HaOuBKy nenuta, npombiBas ¢ nomoimbio EtOAc. ®unbpTpaT NpOMBIBAIOT BOJIOH H
BOIOHBIA CJIOW JaBa pas3a skcTparupyror ¢ nomombio EtOAc. OObennHeHHbBIE
OpraHUYeCKHe CJIOW NPOMBIBAIOT COJEBBIM pPAacTBOpPOM, cymar Hax 0e3B. MgSOy,
(GUIBTPYIOT U KOHLEHTPUPYIOT MPH MOHMXEHHOM naBjeHuH. OUHCTKA C MOMOIIBIO
®X (ot renrana no cmecu rentan/EtOAc = 7/3) maetr metun 2-(2-3tokcu-3-prop-4-
(4,4,5,5-rerpameTun-1,3,2-nuokcaboponan-2-un)penmn)anerar B  BHAE  TEMHO-
senenoro macna (1.254 r, 56%). XX-MC B: tg = 1.05 mun; [M+H]™ = 339.23.

A.2.71.1. Metua 2-(4-0pom-2-3TOoKCcu-3-pTOopdeHnI)aneTat

K pacrBopy 2-(4-Opom-2-3Tokcu-3-pTOpdeHun)ykcycHon kucimorol (2.186 r,
7.28 mmonb) B 6e3B. JIM®PA (20 mu) npu KT noGasastor xkapOonar ne3mst (3.213 1,
9.86 mMmonp) u HogmetaH (0.738 mur, 11.80 mmonsp), u cMech nepememnBaoT npu KT B
atMocdepe azora B TeueHue 15 muH. JlobamusroT Boay u Et,O u ciom pasgensror.
Bonublii cnoit nBa pasza 3kcTparupyrT ¢ nomombio Et;O u  oObenmHeHHBIE
OpPraHNUYeCcKHEe CJIOM IMPOMBIBAIOT COJIEBBIM pacTBOpoM, cymaTr Hax 0e3B. MgSO,
GUABTPYIOT M KOHLEHTPUPYIOT NPH IMOHMXEHHOM JaBieHHH. OUYHCTKA C MOMOIIBIO

®X (ot rentana no cmecu renrad/EtOAc = 7/3) nmaer metun 2-(4-Opom-2-3TOKCH-3-
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¢ropdenun)anerar B Buae npozpaunoro macia (1.939 r, 91%). KX-MC B: tg = 0.99
muH; [M+H]" = 291.10.

A.2.71.2. 2-(4-Bpom-2-3TOoKCcH-3-PpTOpPeHuT)yKCyCHAA KHCTOTA

Cwmech 2-(4-6pom-2-3Tokcu-3-propdpenun)aueronutpuna (1.879 r, 7.28 mmois),
Boabl (7 mit), 95% cepHoit KUCIOTHI (8 MJI) M YKCYCHOM KHCJIOTHI (9 MI1) HArpeBaroT 10
110°C B armocdepe azora B Teuenue 1.5 u. PM 3arem nmaror oxmanutbes a0 KT wu
BBUIMBAIOT Ha CMeChb Jea/Boma. PeakUMOHHYIO CMeCh JBa pas3a J3KCTParupyroT ¢
nomomibto JIXM wu oObenUHEHHBbIE OPTraHUYECKHE CJIOM TPOMBIBAIOT COJIEBBIM
pactBopomMm, cymatr Hax 60e3B. MgSO,;, QuABTPYIOT W KOHUEHTPUPYIOT MpPH
NOHW)KEHHOM JaBJIEHHH C moiydyeHueMm 2-(4-6pom-2-3Tokcu-3-¢pTopdeHmnsn)yKcycHOM
KHCJIOTHI B BUJIE HE COBCeM Oeyioro TBepaoro BemecTBa (2.186 r, KOJTUYECTBEHHBIN ).
KX-MC B: tg = 0.85 muH; 663 HOHH3AL[HU.

A.2.71.3. 2-(4-Bpom-2-3TOoKCcH-3-PpTOpPeHnT)aleTOHUTPUI

PactBop 1-6pom-4-(xnopmeTun)-3-3Tokcu-2-propdbensona (2.124 r, 7.94 mmonnp)
B MeCN (24 mn) u Bonme (3 mu) obpabareiBaror umanugom Hatpus (0.527 r, 10.30
MMOJIb), U cMech HarpeBaoT 10 80°C B aTmocdepe azora B TeueHue HOYH. PM pmaror
oxnanutbest 10 KT u pa3baBistoT BOgoi. ALETOHUTPHI YAANSIOT MPU MOHUKEHHOM
JaBJIEHUHW U CMeCh JBa pasza JKCTparupyroT ¢ nomouibio JAXM. OObenuHeHHBbIE
OpraHUYecKue CJIOM IPOMBIBAIOT COJIEBBIM pacTBOpPOM, cymaTr Hax 0e3B. MgSO,
(GUABTPYIOT M KOHLEHTPUPYIOT NMPH MOHWKEHHOM aaBieHHH. OUYHCTKa C MOMOIIBIO
@®X (or remrana no cmecu rentaH/EtOAc = 7/3) paer 2-(4-Opom-2-3TOKCH-3-
dbropdenun)aneroHuTpun B Bume OeciBeTHOro tBepaoro BemectBa (1.879 r, 92%).
KX-MC B: tg = 0.97 muH; 6€3 HOHU3AL[HH.

A.2.71.4. 1-Bpom-4-(xji0pmMeTH)-3-3TOKCH-2-PpTOPOEH30.1

Oxnaxnennyww (0°C) cmecwh (4-Opom-2-3Tokcu-3-prophenun)meranona (1.947
r, 7.82 mmonp) u xyopumga nuHka (26.6 mr, 0.19 mmons) B 6e3B. XM (25 mu)
obpabaTpiBatOT WO KamaAM THOoHUIXjJopuaoMm (1.14 wmia, 15.60 mmons), m cMmech
nepemewmnBaroT npu 0°C B TeueHue 2 4. PM KOHLUEHTPUPYIOT NPU HNOHUKEHHOM
IaBJI€HUU C moJydeHueM |-Opom-4-(xymopmeTun)-3-3Tokcu-2-propbeHzona B BHAE
npo3paynoro macna (2.124 r, xonuuectBenHsbiii). XKX-MC B: tg = 1.06 mun; 6e3
MOHU3ALHH.

A.2.71.5. (4-Bpom-2-3TOKCH-3-PpTOPPeHHT)MEeTaAHOJI

K oxnaxngennomy (-78°C) pactBopy stHin 4-O0pom-2-3Tokcu-3-propOensoara

(2.920 r, 10.00 mmounp) B 6e3B. TI'® (30 M) mo kamisiM g00ABISIOT PacTBOP THIPUIA



10

15

20

25

30

303

aunzoOytunamomuuuss (I M B Ttomyome, 30.1 wmu, 30.1 wMmomb), U CMecCh
IOTOJIHUTENBHO nepememuBaioT npu -78°C B armocdepe azora B TeueHHe 45 MUH.
PM 3artem naroT Harpetbes 1o 0°C u nmocnenoBarenbHO 0OpadaTeiBalOT BOAOH u 2.8 H.
BoaH. NaOH. Jlob6asnsror EtOAc, ciou pa3genstoT M BOIHBIA CJIOW ABa pasa
skcTparupyot ¢ nomombio EtOAc. OO0benuHeHHbIe OpraHUYeCcKHe CJIOHM CyIIaT Haj
6e3B. MgSOy, GUABTPYIOT U KOHIEHTPUPYIOT NPHU MOHIKEHHOM naByieHnu. O4ucTka ¢
nomombio ®X (ot rentana no cmecu rentan/EtOAc = 7/3) naet (4-Opom-2-3TOKCH-3-
dbropdenun)meranon B Buae OecuBeTHOTO TBepnoro BemecTBa (1.947 r, 78%). KX-
MC B: tg = 0.85 muH; 0€3 HOHH3ALHH.

A.2.71.6. DTHna 4-6pom-2-3ToKcu-3-pTOopdeH30aT

K pactBopy 4-O6pom-3-dTop-2-runpokcudbensoiinoit kucnorsr (3.000 r, 12.80
mMoIb) B 6e3B. JIM®PA (25 ma) npu KT gobasnstor kapbonat kamus (3.529 r, 25.50
MMOJb) U HomdTaH (2.05 mu, 25.50 mmonb), u cMmech nepememusaroT npu 30°C B
atmMocdepe azora B TedeHne Houn. JloGaBmsarorT Boay u Et,O m ciom pasmensror.
Bonublii cnoit nBa pasza skcTparupyrT ¢ nomombio Et;O u  oObenuHeHHBIE
OpPraHMYeCKHE CJIOM IMPOMBIBAIOT COJIEBBIM pPacTBOpOM, cymaTr Hax 0e3B. MgSO,
GUIBTPYIOT U KOHLEHTPUPYIOT MPH IMOHMXEHHOM JaBjeHHH. OUYHCTKA C MOMOIIBIO
®X (ot renrana po cmecu rentaH/EtOAc = 3/1) nmaer stun 4-Opom-2-3TOKCH-3-
¢ropbenzoar B Buae xenroro macia (2.920 r, 79%). KX-MC B: tg = 1.04 wmus;
[M+H]" =291.09.

A.2.72. Metua 2-(3-(audpropmeroxcu)-5-(4,4,5,5-rerpamerna-1,3,2-
auoKcadopoaaH-2-u)TuodeH-2-ua)anerar
, 1.64
mMMmonb), 4,4,4'.4'5,5,5',5"-okramerun-2,2'-6u(1,3,2-quokcadboponana) (0.253 r, 0.98

Cmecy wmetun 2-(3-(mudropmerokcu)tuopen-2-un)anerara (0.365 r

MModb), numepa (1,5-muknookraguen)(merokcm)upuaus(l) (11 mr, 0.0164 mMmounb) u
4,4'-nu-mpem-0ytun-2,2'-6unupuguaa (11 wmr, 0.039 wmmons) B TI'® (8 wmn)
IerasupyroT TOTOKOM a3ota u mnepememusarT npu 80°C B armocdepe aszora B
TedeHne HOYU. PM KOHIEHTPHPYIOT NPU MOHUIKEHHOM JIaBJICHUU U OCTATOK OYUINAIOT
¢ nomompio ®X (or renrana no cmecu rentad/EtOAc = 4/1) ¢ nonydeHuem metun 2-
(3-(mudpropmerokcu)-5-(4,4,5,5-rerpamernin-1,3,2-nuokcaboponan-2-un)TuodeH-2-
ui)anerara B Buae xenroro macna (0.473 r, 83%). XKX-MC B: tg = 1.02 mun; [M+H]"
=349.15.
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A.2.72.1. Metua 2-(3-(au¢propmeroxcu)TuodeH-2-ua)anerat

K pactBopy 2-(3-(nudpropmerokcu)ruopen-2-un)ykcycunor kuciaorel (0.401 r,
1.93 mmonp) B 6e3B. IM®PA (8 mu) npu KT nobasnstor kap6onat nesus (0.941 r,
2.89 mmoup) u Hogmetad (0.145 mu, 2.31 mmounb), u cmech nepememuBaroT npu KT B
atMocdepe asora B Teuenue 30 muH. [lobasnsaior Boay u Et,O u ciom paspensror.
Bonueiit cnoit nBa pasa skcTparupyroT ¢ nomoinbio Et;O u  oObennHeHHBIE
OpraHUYeCcKHue CJIOM MPOMBIBAIOT COJIEBBIM pPacTBOPOM, cymaTr Hax 0e3B. MgSO,
(GUIBTPYIOT U KOHLEHTPUPYIOT NMPH MOHMXEHHOM naBjeHHH. OUYHCTKA C MOMOIIBIO
®X (or remrana pgo cmecu rentadH/EtOAc = 4/1) npgaer wmetrun 2-(3-
(mupropmerokcu)ruoden-2-mi)anerar B Buae oOnenno-xenroro macua (0.364 r, 85%).
KX-MC B: tg = 0.83 muH; 663 HOHH3AI[HU.

A.2.72.2. 2-(3-(AudTopmeTorcu)THo(eH-2-UI)YKCYCHAS KHCJIO0TA

Cmecp 2-(3-(mudTopmerokcu)tuoden-2-un)aneronnrpuna (0306 r, 1.62

MMoOJb), runpokcuaa kamus (0.272 r, 4.85 mmons) B EtOH (3 ma) u Bome (3 ™)
HarpeBatoT 10 110°C B armocdepe azorta B TedeHue 2.5 4. PM nmarmT oXJIagutbes A0
KT u KOHIEHTPHUPYIOT NPH MOHMXEHHOM aasieHuu. IlocnenosarenbHo nobaBisoT 1
M Boxgu. HCl u JIXM, ciou pa3mensitoT M BOAHBINA CJIOHM NBa pa3a 3KCTPArUpPyIOT C
nomompto  JIXM. OObenuHeHHBIE OpPraHUYECKHE CJOU MPOMBIBAIOT COJIEBBIM
pactBopoM, cymar Haa 6e3B. MgSOy, QuiapTpyloT W KOHUEHTPHPYIOT IIpHU
HNOHI)KEHHOM JIaBJI€HUU ¢ nosy4deHueM 2-(3-(audTopMeToKkcH)THOd eH-2-1IT)yKCYCHOM
KHCIIOTHI B Buae opaHxeBoro macna (0.296 r, 88%). XKX-MC B: tg = 0.68 muHn, 0e3
MOHU3ALNU.

A.2.72.3. 2-(3-(AudropmeTorcu)TrHodeH-2-ua)aneTOHUTPHI

PactBop 2-(xmopmerun)-3-(nudpropmerokcu)tuodpena (0.426 r, 2.14 mmonn) B
oessomnom JIMCO (10.5 wmna) oOpabareiBaror uumanupom Hatpus (0.217 r, 4.29
MMOJIb), U cMech HarpeBaroT 10 80°C B armocgepe a3oTa B TeueHue 75 muH. PM naror
oxnanutbest 10 KT u pazbasnsitor Bogoii. [lonydeHHYO B pe3yibTare CMeCh TPH pas3a
3KcTparupyT ¢ nomoupo Et;O u o0beanHeHHbIe OPraHUYEeCKUE CIIOU MPOMBIBAIOT
COJIEBBIM pacTBOpoM, cymaT Hax 0e3B. MgSO4, GUABTPYIOT M KOHUEHTPHUPYIOT NPH
noHmXeHHOM naBieHuu. Oumctka ¢ mnomombio DX (oT remraHa 10 cMecHu
rentad/EtOAc = 4/1) naer 2-(3-(nudropmerokcu)THuodeH-2-1l)alleTOHUTPHII B BUJE

onegHo-xkenroro macna (0.306 r, 75%). XKKX-MC B: tg = 0.78 mun; 6€3 HOHH3ALHH.
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A.2.72.4. 2-(XnopmeTruna)-3-(audpropmMeTokcH)THO(PEH

Oxnaxnennywo (0°C) cmech (3-(audpropmerokcu)rnoden-2-un)meranona (0.360
r, 2.00 mMmonb) u xjopumga uuHka (7 wmr, 0.049 mmonp) B 06e3B. XM (20 ™)
oOpabaTbiBaloT 1o KamiasM TUoHuiIxjgopuaoMm (0.291 wmu, 3.99 mmonb), U cMmech
nepememnBaroT npu KT B Teyenne 3 u. Cmech oxnaxkaawoT 1o 0°C, oOpabaTeiBarOT 1Mo
KamisiM THOHUIXJopuaoM (0.291 mu, 3.99 MMOJIb) U AOMOJTHUTENBHO MEPEMELINBAIOT
npu KT B Tewenue 1 u. PM KOHUEHTPUPYIOT INPU NOHUKEHHOM JAAaBJIEHUHU C
nojyuyeHueMm 2-(xjaopmerwi)-3-(nupTopMeTokcu)THOPEHa B BHAE UEPHOTO Macia
(0.328 1, 83%). KX-MC B: tg = 0.82 muH; 63 HOHU3ALIHH.

A.2.72.5. (3-(AudpTopmeroxcu)THodeH-2-UI)MeTaHOI

K oxnaxngennomy (-78°C) pactBopy ™etrun 3-(nupropmeTokcu)TnodeH-2-
kapOokcunara (1.450 r, 6.97 mmonb) B 6e3B. TI'® (50 mu) mo kamnam H0OaBIAIOT
pactBop ruapuna auunsodyrunanomunus (1 M B TT'®, 21.0 ma, 21.0 mmonb). Cmech
IOTIOJTHUTENBHO NepememuBaoT npu -78°C B atmocdepe azora B TedeHne 20 MUH H
3aTteM AaroT HarpeTbes no0 0°C. IlepememuBanue npu 0°C nponposkaroT B TeueHue 20
muH, 1 PM nocnenoBarensHo obpabareiBaroT Boxoit (1 mir), 2.8 . BogH. NaOH (1 mun)
u Bonoi (2 mur). Cmecu 3atem naroT Harperbes 10 KT u mepememmnBaroT B TeueHue 1
4. [Tony4yeHHyI0 B pe3yabTare CMeCh (PUIBTPYIOT YepPe3 LENUT, MPOMbIBAasl C ITOMOIIBIO
TI'®, u QunpTpaT KOHUEHTPUPYIOT NOCYXa INPHU MOHMKEHHOM faBieHHH. O4ucTka C
nomombeto DX (or remrana g0 cmecu rentaH/EtOAc = 1/1) paer (3-
(nupropmerokcu)ruoden-2-min)mMeraHon B Bume OnemHo-xkearoro macaa (1.075 r,
86%). XKX-MC B: tg = 0.63 muH, 0e3 HOHH3AIUH.

A.2.72.6. Metua 3-(aupropmerokcu)tuoden-2-kapookcuaar

K pactBopy 3-(mupropmerokcu)ruoden-2-kapobonosoii kuciaotsl (0.500 r, 2.45
MMoJb) B 0e3B. IM®PA (4 mn) npu KT nocnenoBarenbHOo 100aBIasAOT KapOOHAT 1e3Us
(1.196 r, 3.67 mmonb) u fiogmeran (0.185 mu, 2.94 MMONB), U CMECh MEPEMEITNUBAIOT
npu KT B Teuenune 40 mun. J[obasnstoT Boay u Et,O u cnou pasnensror. Bogublii cioi
IBa pasza 3KCTparupyroT ¢ nomoumblo Et)O m 0O0benuHEHHBIE OPraHUYECKHE CJIOU
MPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Hax 0e3B. MgSO4, ¢unpTpyroT u
KOHLIEHTPUPYIOT NPHU MOHMXEHHOM naBieHnu. Ouuctka ¢ momouipro @X (OT renrTaHa
no cmecu rentaH/EtOAc = 1/1) nmaer wmetun 3-(audropmerokcu)TuodeH-2-
kapbokcunar B Buae OecuserHoro macna (0.495 r, 97%). XKXX-MC B: tg = 0.81 muH;

0e3 MOHU3ALIUY.
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A.2.73. Metua 2-uukaonponokcu-4-(4,4,5,5-rerpamerna-1,3,2-
AuokcabopoaaH-2-u)deHsoar

K pactBopy mMetun 4-6pom-2-nukionponokcudenszoara (0.991 r, 3.65 mmonb) B
6e3B. 1,4-nmuokcane (20 mu) npu KT nobGasmstor 4,4,4'.4'.5,5,5',5'-oktamernn-2,2'-
6u(1,3,2-nuokcaboponan) (0936 r, 3.65 mmousb), auerat kamus (1.432 r, 14.60
mMmoib) u Pd(dppf)Cl, (297 mr, 0.40 mmounb). Cmech HarpeBaroT 10 95°C B atmocdepe
azota B TedyeHue Houw. PM narot oxnaautbes no KT u dunbTpyroT yepe3 HaOuBKY
nenura, npomeiBas ¢ nomouipo EtOAc. @unbTpaT NpoMbIBalOT BOAON U BOAHBIN CIOH
nBa pasa 3kcTparupyrT ¢ nomombio EtOAc. OObenuHeHHBIE OpraHUYECKUE CJIOU
cymar Hagy MgSO,, GUIBTPYIOT M KOHUEHTPUPYIOT NPH TOHUKEHHOM MaBJICHUU.
Ouncrtka ¢ momompo ®@X (ot renrana no cmecu rentadn/EtOAc = 7/3) naetr meTun 2-
nukjonponokcu-4-(4,4,5,5-rerpamerui-1,3,2-nuokcaboponan-2-uin)dbeH30aT B BHUIE
suTapHoro macna (1.004 r, 87%). XXX-MC B: tg = 1.03 mun; [M+H]" = 319.25.

A.2.73.1. MeTua 4-0poM-2-HHUKJONPONOKCHOEH30aT

Oxnaxnennsrii (0°C) pactBop numdytuinmnuuaka (1 M B rekcanax, 14.5 wmna, 14.5
MMmoJib) B 6e3B. JIXM (10 mur) oOpabaTeiBalOT MO KamisiM TPUPTOPYKCYCHOW KUCITOTOH
(0.767 mn, 9.92 mmonp), u cmech nepememusatoT npu 0°C B atmocdepe azora B
teueHue 10 muH. K oxnmaxkaeHHOW cMmecu mo KamjasM nobOapisrT nuidonmeran (2.38
mi, 29.00 mmonp) u nepememusanue npu 0°C npongomxarT B TedeHue 10 mun. Ilo
KarmisiM 100aBJISIIOT pacTBOp MeTunl 4-0pom-2-(BuHunokcu)densoara (0.981 r, 3.82
MMoOJb) B 0e3B. JIXM (15 i), ¥ MOJNy4YeHHYIO B pe3yJibTaTe CMeChb JOMOJHHUTEIbHO
nepememuBaroT npu 0°C B teuenue 30 muH, u 3arem npu KT B Teuenme Houu. PM
obpabareiBatoT BomH. Hackim. NH4Cl u crnou pasgensitor. BomgHbiii cioli aBa pasa
3KCTparupyroT ¢ nomombio JIXM u oO0benuHEHHbIE OPTAaHUYECKHUE CJIOU MPOMBIBAIOT
COJIEBBIM pacTBOpOM, cymat Hax 0e3B. MgSO4, QUIBTPYIOT M KOHIEHTPHPYIOT MPHU
noHMWXeHHOM JnaBieHuu. Ounctka ¢ nomombro DX (oT remraHa 10 cMecu
rentad/EtOAc = 4/1) pnaer wmetun 4-O0poM-2-LHUKJIONPONOKCUOEH30aT B BUIE
npospaunoro macaa (0.991 r, 96%). XKX-MC B: tg = 0.95 mun; [M+H]" = 271.11.

A.2.73.2. MeTtua 4-0pom-2-(BUHHJIOKCH)0eH30aT

K oxnaxngennomy (0°C) pactBopy 4-Opom-2-(BUHUIOKCH)OEH30HHON KHUCIOTHI
(1.161 r, 4.78 mmonb) B 6e3B. JIM®PA (20 ma) nobasmsror kapbonat uesus (2.023 r,
6.21 mmonp) u Honmeran (0.452 mnu, 7.17 MMOJdB), U CMeCh NEPEMEIINBAIOT B
atmocepe aszora mpu 0°C B Teuenue 15 mun u 3arem npu KT B Teuenme 1 u.

HobasnsaroT Bony u EtOAc u cinou pasnenstor. Bogublii ciioit nBa pasa 3KCTparupyror
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¢ nmomompbio EtOAc m oObenmHEHHbIE OpPTraHUYECKHE CJIOM MPOMBIBAIOT COJIEBBIM
pactBopoM, cymar Hax 060e3B. MgSO,, QuiapTpylOT W KOHUEHTPHPYIOT IIpHU
noHM)XeHHOM naBjeHuu. Ounctka ¢ nomombro DX (oT remraHa 10 cMecu
rentad/EtOAc = 7/3) nmaer metun 4-Gpom-2-(BUHUIOKCH)OEH30aT B BUIE JKEJITOTO
macia (1.181 1, 96%). XKX-MC B: tg = 0.93 mun; [M+H]" = 256.99.

A.2.73.3. 4-Bpom-2-(BUHHJIOKCH)0EH30HAA KHCJI0TA

Oxnaxnennsiii (0°C) pactBop MeTun 4-6pom-2-(2-xiopaTokcu)densoara (5.440
r, 18.50 mmonb) B 6e3B. TI'® (50 mu) oOpabareiBal0OT MOpUUSIMHU mpem-0yTuiaTa
kanus (2.485 r, 22.10 MMOJIb) U MOJIYYEHHBIH B PEe3yJibTaTe PACTBOP NMEPEMEIINBAIOT
npu 0°C B atmocdepe azora B Teuenue 45 muH u 3areMm npu KT B Teyenue 30 MuH.
3arem k oxuaxaeHHod (0°C) cmecu mopumsiMH JOOABISIIOT JOMOJHHUTEIbHOE
KonuuecTBO mpem-0Oytunara kanus (1.037 r, 9.241 mMMmonp) U mepeMeIInBaHUE MPH
KT nponmomxkator B Teuenue 4 4. JloGapnsiror Bony u EtOAC um ciou pasaensioT.
Bonusrii cioit monkucnsaror 1M BomH. HCl u Tpu pasza 3KCTparupyroT C MOMOIIBIO
EtOAc. OObennHeHHBIE OPraHUYECKHE CIION IMPOMBIBAIOT COJIEBBIM PACTBOPOM, CYyIIaT
Hany Oe3B. MgSO4, QUIBTPYIOT M KOHIEHTPHPYIOT NpPU TMOHMKEHHOM JaBJICHHHU.
Ouncrtka ¢ nomompo @X (ot rentana no cmecu rentad/EtOAc = 3/1) naer 4-6pom-2-
(BUHMIIOKCH)OEH30HHYI0 KHCIOTY B BHAE CBETJIO-OPAHXXEBOTO TBEPIAOIO BEILIECTBA
(1.161 r, 26%). KX-MC B: tg = 0.79 MuH; 063 HOHHU3ALUH.

A.2.73.4. Metua 4-6pom-2-(2-x0p3TOKCH)0EH30AT

K pactBopy metun 4-6pom-2-ruapokcudensoara (5.000 r, 21.00 mmoinb) B Oe3B.
JIM®A (30 ma) npu KT gobasnsror kapbonat uesust (10.363 r, 31.50 mmonb) u 2-
XJIOPATHN A-Tonyoscynbhonat (4.71 mu, 25.20 MmMoJb), U cMech HarpesaroT 10 65°C B
atmoc(epe aszora B Tedenue 2 4. PM narot oxmaauthess no KT, nobaBnsioT BOOy U
Et;0 u cnou paspensror. BogHblli cioli Tpu pasa s3kcTparupyioT ¢ nomouso Et,O u
o0beIMHEHHbIE OpPraHUYECKHE CJOW IMPOMBIBAIOT COJIEBBIM PACTBOPOM, CYIIAT HAaJ
6e3B. MgSO,, QunbTpyrOT ¥ KOHUEHTPUPYIOT MPU MOHUKEHHOM naBiieHuu. QUHUCTKA C
nomombeo @X (ot renrana go cmecu rentan/EtOAc = 4/1) naer metun 4-6pom-2-(2-
XJIOp3TOKCH)OeH30aT B BuAe OecuBeTHOro TBepaoro semectsa (5.840 r, 95%). XKX-
MC B: tg = 0.96 mun; [M+H]" = 293.10.

B - IlonyyeHue npuMepos

Ob6mas Mmetoauka A: couetanue Cy3yku ¢ ucnoan3zosanuem Pd(PPh;)y

CMech COOTBETCTBYIOIIEr0 MUPUMUIUHTAIOTEHUAHOTO npousBogHoro (A3) (0.15

MMOJIb), COOTBETCTBYIOLIEr0 NMPOU3BOJHOTO O0poHOBO# kucaoThl (A4) (0.18 Mmmounb),
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u 2M K,COs; (0.3 mu, 0.6 MMoub) B 3TaHoje (3 MJI) NMPOAYBAKT C MOMOIIBIO aproHa,
nobasnsaroT Pd(PPhs), (0.0075 mmonb), u PM HarpesatoT npu 90°C B TeueHHE HOUH.
ANbTEepHATUBHO, PEAKIUI0O MOXKHO BBINOJHHUTE B MB mputGope npu 120°C B TeueHue
15 - 30 mua. PM ¢unbrpyror uepe3 0.45 MKM CTEKJISHHBIH MHKPOBOJOKOHHBIN
¢uneTp, npombiBatoT cMmechio EtOH/MeCN u JIM®PA. @unpTpar o4uImarT Jub0 €
nomouipio mnpenapatuBHod BOXX, nubo ¢ momompro DX. AnbTEepHATHBHO, €ro
pa30aBJSIFOT BOJAOMW, NMPU HEOOXOAUMOCTH KOppekTupyroT pH u skctparupyrort (3x) ¢
nomombto EtOAc. OObenmHeHHBbIe OpraHuvyeckue sSKcTpakThl cymar (MgSO4) wu
KOHLIEHTPUPYIOT TPU TMOHMKEHHOM papjeHur. OCTAaTOK OYHIIAIOT C TOMOIIBIO
npenapatusHoil BOXX unu ¢ nomompro ©X.

O6masa meroauka B: coueranme Cy3yku ¢ ucnoan3zoBanuem Pd(PPh;)s ¢
NOCJEAYHIHM CJI0KHO3(PHPHBIM IHAPOTH3IOM

CMech COOTBETCTBYIOIIEr0 MUPUMUIHHTIATOT€HUIHOTO mpou3BoaHoro (A3) (0.15
MMOJIb), COOTBETCTBYIOLIErO MPOU3BOAHOTO OopoHOBOH kucnoTsl (A4) (0.18 mmons),
u 2M K,CO; (0.3 M, 0.6 mmons) B EtOH (3 M) mpoayBarT ¢ MOMOIIBIO aproHa,
nobasnsaroT Pd(PPhs); (0.0075 mmonb), u PM HarpesatoT npu 90°C B TeueHHE HOUH.
ANbTEepHATUBHO, PEAKIIUI0 MOXHO BBINOJHUTE B MB mpubope, npu 120°C B TedyeHue
15 - 30 mun. obasnsaror NaOH (32% pactsop, 0.5 mia), u PM nepememuBarT npu
KT B teuenne 2 — 20 u unu npu 90°C B Teuenue 0.5 — 20 u. PM 3arem QuabTpyror
yepes 0.45 MKM CTEKJISSHHBIM MUKPOBOJIOKOHHBIN QuiabTp, npomseiBatoT EtOH u Bonoii.
@unbrpar MO0 HENMOCPENCTBEHHO OYHMINAIOT C MOMOLIbI0 mpemnapaTuBHoi BIXKX,
au6o pazbasnsror 1 H. HCI, u skcrparupyroT 3x ¢ nomombio EtOAc. OO0benrHeHHbIE
oprannvyeckue sKcTpakThl cymat (MgSO4) M KOHUEHTPUPYIOT NPU MOHHKEHHOM
naBiaeHnu. OCTaTOK OUMIIAKT ¢ MOMoubio npenapatuBHo BDXKX unu ¢ momombro
oX.

Ob6mas meroauka C: coueranue Cy3yku c¢ ucnoab3osanuem PdCly(dppf) c
NOCJEAYIHM CJOKHOIPHPHBIM THAPOJTH3IOM

CMech COOTBETCTBYIOIIEr0 MUPUMHUUHTAIOTEHUAHOTO npousBoguoro (A3) (0.15
MMOJIb), COOTBETCTBYIOIIEro NMpOU3BOAHOro OGopoHoBOH kucinotel (A4) (0.18 — 0.3
mmoub), u Cs;CO5; (0.75 mmonb) B TI'® (4 mn) u Bome (0.5 mur) mponyBarmT C
nomombto aprona, podasusarT Pd(dppf)Cl,-AXM (0.015 mmons), u PM HarpesaroT
npu 80°C B Tteuenue Houu. [loGammsror NaOH (32% pactrBop, 0.5 miu), u PM
nepememnBaroT npu 80°C B Teuenue 2 4. PM 3arem ¢unptpyror uepes 0.45 Mk

CTEKJITHHBII MUKPOBOJIOKOHHBIN punbTp, npomseiBatoT EtOH u Bogoii. @unprpart nubdo
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HEMOCPEICTBEHHO OYMIIAIOT ¢ MOMOUIb0 mpenapatusHoi BOXKX, nubo pazbasusror
1 u. HCIl, u skcrparupyror 3x ¢ nmomompio EtOAc. OO0benuHeHHble OpraHUYecKue
skcTpakThl cymaTt (MgSO4) U KOHLUEHTPUPYIOT NPU MOHMKEHHOM naBieHuu. OcraTtok
OYHUINAIOT ¢ nomoubio npenaparuHoit BOXX unu ¢ nomowmpo @X.

O0mas metoauka D: onocpenopannoe ¢pochornunem SNAr

K pactBopy mpousBogHoro 6-rugpokcunupumuanaa (0.1 mmons) B MDA (1
mi) u TEA (0.4 mmons) nobasnsror PyBOP (0.16 mmonab). PacTBop nmepeMemmnBaroT
npu KT B Tedenue 15 mun — 1 4, 3aTreM 100aBISIOT COOTBETCTBYIOLUIUH apUISTHIAMUH
(0.125 mmounp), u PM nepememuaroT npu 80°C B TeueHue Houn. PM oxjaxgarmT a0
KT u o00pabaTeiBalOT HECKOJbKMMH KaIUIIMH BOJABl M OYHINAOT C MOMOIIBIO
npenaparusaoiit BOXKX. AnsrepHaruBao, PM pasbasnsoT ¢ nomomeo EtOAc u aBa
pasza TPOMBIBAIOT COJIEBBIM pacTBopoM. OpraHudeckuin cioit cymatr Hag MgSO,
GuUabTPYIOT W KOHUEHTPUPYIOT. OCTaTOK B cliydae HEOOXOAWMOCTH OYHIIAKT C
nomouipo mpenapatuBHod BOXKX wunu ¢ momompro @X. AnbTEepHAaTUBHO, PacTBOP
npousBoaHoro O-ruapokcunupuMuanta (0.1 mmons) B IM®PA (1 mi) obpabaTsiBaroT
DBU (0.15 mmons) u BOP (0.13 mMmonb). PactBop nepememusator npu KT B Teuenue
15 muH — 1 4, 3aTemM n00aBAAIOT COOTBETCTBYIOIMMI apundtunamud (0.125 MMonsb), u
PM nepememmusator npu 80°C B TeueHue 2 — 20 u. PM oxnaxparor no KT u
00pabaThIBAIOT HECKOJIBKUMH KAaIJIsMH BOABI U OUYHUINAIOT C OMOIIBIO MpenapaTuBHON
BOXX. Unu xe PM pasbasustor ¢ momombro EtOAc m aBa pasa mpOMBIBAIOT
coneBblM pactBopoM. Opranmueckuid cinoii cymar Hax MgSO,, QuabTpyroT U
KOHUEHTpupyoT. Ocratok B ciy4ae HEOOXOAMMOCTH OYMINAIOT C IOMOIIBIO
npenapatuHoit BOXX unu ¢ nomompio ©X.

Coenunenust Ilpumepo 1 - 337, koTopsie mepeuucieHsl B Tabnume 4 Huxe,
MOJy4YarT MyTeM NPUMEHEHUs OJHOM U3 BBIIEYNOMSAHYThIX MeToAuk, A, B unu C,
NUPUMUIUHTAJIOTeHUAHBIM mpousBoaHbiM A.1.1. — A 196. B coueranum c
KOMMEPYECKH  JOCTYNHBIMH  NIPOU3BOAHBIMH  OOPOHOBOW  KHCJIOTBI WU  C
NPOU3BOAHBIMU OOPOHOBOH KHCIOTH A.2.1. — A.2.34.

Tadauuna 4: lIpumepsi 1 - 337

MC
tg [MuH] JAHHBIE,

pum. Coeaunnenue (KX-MC) m/z
[M+H]"

3-Otokcu-5-{6-[2-(3-meToKCH- |l -MeTHIHAPTATHH-2 -1]T)-
1 STHJIAMHHO | -THPUMHUAWH-4 -1 } -THO (peH-2 -KapOOHOBAA 1.1 (D) 464.3
kucgoTa (*1)
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MC
Mpum. Coenunenne (;111()[(1\.4;/[}2) ua:{n‘;;le’
[M+H]"
5-{6-[2-(3-LHuano-1-meTunnadprainH-2-u1)-3THIAMUHO | -

2 MHPUMHUIUH-4-UI}-3-3TOKCUTUO PeH-2-kapOoHOBAS KHCIO0Ta 1.1 (D) 459.2
(*1)
3-O1okcu-5-{6-[2-(1-pTop-3-MeToKCHHATANHH-2-U]T)-

3 STHUJIAMUHO |-THPUMUAUH-4 -1} -THO eH-2-kapOoHOBAA 1.1 (D) 468
KHCJIOTA
3-O1okcu-5-{6-[2-(6-MeTOoKCUOCH30 [b]THO peH-5-1T)-

4 STHJIAMHHO | -THPUMHAIHH-4 -1 } -THO (PCH-2 -KapOOHOBAA 1.1 (D) 456.2
kuciaora (*1)

5 5-]16-(2-Ben3o[b]THO PCH-5-HAITHIAMAHO ) -THP UM U THH -4 -H T | - 1.0 (D) 426.1
3-3TOoKCHTHO(JEH-2-KapOOHOBAS KHCJIOTA
5-{6-[2-(7-LUnano-2,3-guruapodeH3o[1,4| ATMOKCHH-6-1T)-

6 STHIIAMHUHO | -THPUMHAIWH-4-HIT } -3 -3TOKCUTHO PeH-2 - 0.9 (D) 453.4
kapOboHOBasA kucioTa (*1)
3-Otokcu-5-{6-[2-(1-meTuaHA(PTATHH-2 -HT)-ITHIAMHAHO | -

7 1.1 (D) 434
NHPUMHAHH-4-11}-THO PeH-2-KapOOHOBAs KUCIO0TA
3-Otokcu-5-{6-[2-(6-MeTOKCH-4-MEeTHIOCH30 pypaH-5-1T)-

8 STHIIAMUHO | -THPUMHAIWH-4 -1 } -THO (PeH-2 -KapOOHOBAA 1.0 (D) 454.4
KHCJIOTA
3-O1okcu-5-{6-[2-(3-MeTOKCHHA(PTATHH-2 -HT)-3THIAMHHO | -

9 1.1 (D) 450.1
NHPUMHAHH-4-11} -THO PeH-2-KapOOHOBAs KUCIO0TA

10 5-]16-(2-ben3o[b]THO PeH-6-UAITHIAMAHO ) -THPUMHIHH -4 -1 T | - 1.0 (D) 426.4
3-3TOoKCHTHO(QEH-2-KapOOHOBAs KHCJIOTA

11 3-Otokcu-5-{6-[2-(1-pTopHadTamun-2-1I)-3TUIAMHIHO |- 1.1 (D) 438 .4
NHPUMHAHH-4-11} -THO PeH-2-KapOOHOBAs KUCIO0TA

12 3-Otokcu-5-{6-[2-(6-MeTOKCHOCH30 PypaH-5-1T)-3THIAMHUHO | - 1.0 (D) 440 4
NHPUMHAHH-4-11}-THOPeH-2-KapOOHOBAs KUCI0TA

13 3-Ortokcu-5-{6-[2-(6-pTopbeH30 PypaH-5-1I)-3THIAMHUHO |- 1.0 (D) 4282
NHPUMHAHH-4-11} -THO PeH-2-KapOOHOBAs KUCI0TA
3-O1okcu-5-{6-[2-(5-meTokcuden3o [b]ruopen-6-u)-

14 STHUJIAMUHO |-THPUMUAUH-4 -1} -THO eH-2-KkapOOHOBAS 1.1 (D) 456.1
KHCJIOTA
5-{6-[2-(2,3-Juruapodenso[b]tuodeHn-5-un)-3TUIaMUHO | -

15 OHPUMHIAWH-4-UT}-3-3TOKCUTHO (e H-2-KapOOHOBAS KUCI0Ta 1.0 (D) 428.2
*1)
3-Otokcu-5-{6-[2-(6-pTop-1-MeTua-1 H-ungom-5-um)-

16 STHIIAMHHO | -THPUMHAIWH-4 -1 } -THO (PCH-2 -KapOOHOBAA 1.0 (D) 441.3
kuciaora (*1)

- -5-£6-[2-(1- -2 -H1)- -

17 3-Otokcu-5-{6-[2-(1->THHHITHAPTATHH-2 -HT)-3THITAMHHO | 1.1 (D) 444 3
NHPUMHIHH-4-11}-THO peH-2-kapOoHOBas kucaoTa (*1)

18 4-{6-[2-(6-M6TOKCI/I66H30[b]TI/IO(I)eH-S-I/IJ'I)-S”{I/IJ'I.’:IMI/IHO]- 0.9 (D) 4522
NHPUMHIAUH-4 -1} -2-MeTHICY Tb(paHuI0CH30 HHASI KHCIO0TA
5-{6-[2-(4-Xnop-3-MeTOoKcHHA(DTATHH-2 -HT)-ITHIAMHAHO | -

19 THPAMHIAUH-4 -1} -3 -3TOKCUTHO (e H-2-KapOOHOBA KHCIOTA 1.2 (D) 484 4
D
3-Otokcu-5-{6-[2-(4-meTundeH30[b|THODCH-5-HT)-

20 STHJIAMUHO | -THPUMHAAWH-4 -1 } -THO (peH-2 -KapOOHOBAA 1.1 (D) 440.1
kucmota (*1)
3-Otokcu-5-{6-[2-(8-meTokcHu-3,4-quruapo-2H-

21 6cu30([b][1,4] xnoKCeMUH-7 -HIT)-3THIAMHUHO | -TUPUMHUIUH-4 - 0.9 (D) 472.1
uin}-THopeH-2-kapOoHOBAs KHCIOTA

22 3-Otokcu-5-{6-[2-(8-MCTUAXHHOIHH-7 -HIT)-3TUIAMHHO | - 0.7 (D) 435
NHPUMHIHH-4-11}-THO peH-2-kapOoHoBas kucioTa (*1)

23 3-Otokcu-5-{6-[2-(3-3TOKCHHAPTATHH-2 -HT)-3THIAMHHO | - 12 (D) 464.2

NHPUMHANH-4-11}-THO peH-2-kapOoHoBas kuciaoTa (*1)
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24 3-Otokcu-5-{6-[2-(1H-uH10I-6-1T)-3THIAMHHO | -THP UM HTHH - 0.9 (D) 4092
4-un}-ruodeH-2-kapOOHOBAA KUCIOTA
2-Iluxkno6yTokcu-4-{6-[2-(1-¢prop-3-MeTOKCHHAPTATHH-2 -H]T)-

25 . 1.1 (D) 488.3
STHJIAMHHO |-THPUMUAHH-4 -1} -O¢H30HAs kucaoTa (*1)
3-Ortokcu-5-{6-[2-(7-meToKCH-2,3-

26 JUrHaApoOeH30[ 1,4 THOKCHH-6-HIT)-3TUIAMHUHO | -TUPUMUAUH-4 - 0.9 (D) 458.1
w1} -THO peH-2-kapOoHOBasA kucmora (*1)
5-{6-[2-(3-Lluanob6eH30[b]THOPCH-5-UT)-3THIAMHHO |-

27 MHPUMHIWH-4-HIT} -3 -3TOKCUTHO PeH-2-KapOOHOBAS KHCTI0Ta 1.0 (D) 451.2
*1

28 4-{6-[2-(1-MeTHnHa?TanHH-Z-Hn)-aTHnaMHHo]-r[I/IpI/IMI/I/:[I/IH-4- 1.0 (D) 426
ui}-2-nponuabeH30HHAsL KHCI0Ta
4-{6-[2-(1-®Top-3-MeTOKCHHAPTATUH-2 -HT)-ITHIAMHHO |-

29 MHPUMHAIWH-4-HIT} -2 -MCTHICY Tb(paHUTOCH30 fTHAS KHCJIOTA 1.0 (D) 464.1
*D
3-Otokcu-5-{6-[2-(7-metun-2,3-quruapodeH3o| 1,4 xnokcun-

30 6-HIT)-3TUIAMWHO | -THPUMHINH-4 -1 } -THO (peH-2 -KapOOHOBAA 0.9 (D) 4423
KHCJIOTA
3-O1okcu-5-{6-[2-(3-u30mpomOKCHHAPTATHH-2 -UIT)-

31 STHIIAMHUHO | -THPUMHAIWH-4 -1 } -THO (PCH-2 -KapOOHOBAA 1.2 (D) 478.3
kucmota (*1)

32 3-Otokcu-5-{6-[2-(1H-uHI0I-5-11)-3THIAMHHO | -THPAM HTHH - 0.9 (D) 409
4-nun}-ruodeH-2-kapOOHOBAS KUCIOTA

33 5-{6-[2-(1-LHuasnonadranuH-2-HIT)-3TUIAMHAHO | -TUPHUMUANH-4 - 1.0 (D) 4451
ui}-3-3TOKCHTHO (PeH-2-kapOoHOBag Kucaora (*1)
3-Otokcu-5-{6-[2-(6-meTundeH30[b]THOCH-5-1IT)-

34 STHJIAMHHO | -THPUMUAWH-4 -1 } -THO (peH-2 -KapOOHOBAA 1.1 (D) 439.9
KHCJIOTA
3-Otokcu-5-{6-[2-(8-ptop-2,3-guruapodeuso[1,4] xnokcun-6-

35 HJT)-3TUIAMHUHO | -THPUMUAUH-4 -1} -THO (peH-2 -KapOOHOBad 0.9 (D) 446.2
kucaoTa (*1)

36 3-O10KCH-5-[6-(2-HapTATHH-2-HIITHIAMHIHO )-THPUMHIUH-4 - 1.1 (D) 420 1
uia]-Tuo (peH-2-kapOOHOBAsA KHCIOTA
(2-Otokcu-4-{6-[2-(1-pTop-3-MeToKcUHA(PTATHH-2 -UT)-

37 STHJIAMHHO | -THPUMHUAIHH-4 -1 } - PCHUIT)-YKCYCHAA KHCJIOTA 0.9 (D) 476
*1

38 5-]16-(2-Ben3o[b]THO PCH-5-HAITHIAMHAHO ) -THP UM U THH -4 -H T | - 0.8 (D) 416.2
O0cH30(pypaH-2-kapOOHOBAA KHUCIOTA
3-Otokcu-5-{6-[2-(7-3TOKCH-2,3-mUTrHAPOOCH30[],4] ANOKCHH-

39 6-HIT)-3TUIAMUHO | -THPUMHINH-4 -1 } -THO (peH-2 -KapOOHOBAA 1.0 (D) 472
KHCJIOTA

40 3-Otokcu-5-{6-[2-(3-meTunHAPTATHH-2 -HT)-ITHIAMHAHO | - 1.1 (D) 4343
NHPUMHAHH-4-11}-THO PeH-2-KapOOHOBAs KUCIO0TA

41 5-{6-[2-(2,3-Auruapoben3o[1,4 ] AMOKCUH-6-HT)-3THIAMHHO | - 0.9 (D) 4284
NHPUMHAHH-4-11}-3-3TOKCUTHO(EH-2-KapOOHOBAsI KHCIOTA

42 3-Otokcu-5-{6-[2-(1-metun-1H-uHa01-6-HIT)-3THIAMHIHO | - 1.0 (D) 423
NHPUMHAWH-4-11} -THO PeH-2-KapOOHOBAs KUCIO0TA

43 5-{6-[2-(5,7-AnpTOpXUHO TUH-6-H1]T)-3THIAMHAHO | -THPUMUIHH- 0.9 (D) 4572
4-un}-3-3TrokcutHo(eH-2-KkapOoHOBad KucIoTa (*1)

44 3-O1okcH-5-[6-(2-HHAAH-5-UIITHIAMUHO ) -THPUMUIAH-4 -1 | - 1.1 (D) 4101
THO (peH-2-KapOOHOBAs KUCIOTA
5-{6-[2-(3-AudpropMeTOoKCHHAPTATHH-2 -UT)-3THIAMHHO | -

45 NHPUMHIAHH-4-H1}-3-3TOKCUTHO (e H-2-KapOOHOBAS KHCIOTA 1.1 (D) 486.3

D
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46 5-[6-(2-beH30pypaH-6-HIITHIAMUHO )-TUPUMHANH-4-11]-3- 1.0 (D) 410
STOKCHTHO (PeH-2-KapOoHOBAst KUCI0Ta (*1)
3-Ortokcu-5-{6-[2-(3-metundeH3o0[b|Tuoden-5-um)-

47 STHUJIAMUHO |-THPUMUAUH-4 -1} -THO eH-2-kapOoHOBAA 1.1 (D) 440.1
KHCJIOTA
3-(2-T'mapokcustokcu)-5-{6-[2-(1-meTurHa PTaTHH-2-1]T)-

48 STHJIAMHHO | -THPUMHAIHH-4 -1 } -THO (PCH-2 -KapOOHOBAs 1.0 (D) 450.1
kuciaora (*1)
3-Otokcu-5-{6-[2-(6-MmeTokCcHOCH30[ 1,3 | AHOKCOT-5-11T)-

49 STHIIAMHHO | -THPUMHAIWH-4 -1 } -THO (PCH-2 -KapOOHOBAA 0.9 (D) 4442
KHCJIOTA

50 5-]6-(2-beH3opypaH-5-HI3THIAMHHO )-TUPUMHANH-4-11]-3 - 1.0 (D) 4101
3TOKCHTHO(CH-2-kapOoHOBas KUCT0Ta (*1)
5-{6-[2-(8-Xnop-2,3-guruapodeH3o[1,4| AMOKCHH-6-1TT)-

51 STHJIAMHUHO | -THPUMAIWH-4-HIT } -3 -3TOKCUTHO PeH-2 - 1.0 (D) 462.1
KapOOHOBAs KUCIOTA
4-{6-]2-(3-Llnano-1-meTumHATATHH-2 -HT)-3THIAMHHO |-

52 MHPUMHAIWH-4-HIT} -2 -MCTHICY Tb(paHUTOCH30 fTHAS KHCJIOTA 0.9 (D) 455.1
*D
(2-Otoxcu-4-{6-[2-(6-3ToKCcHOCH30 [b]|THOpCH-5-1T)-

53 STHJIAMHHO | -THPUMHAAWH-4-HJT } -JCHOKCH)-YKCYCHAasA  KHCJIOTA 0.9 (D) 494
*1

54 4-{6-[2-(3-].[1/131{0-1-MeTI/IJ'IHa(I)TaJ'II:IH-Z-I/IJ‘I)-STI/IJ‘IaMI/IHO]- 0.9 (D) 453
MHPUMHIWH-4-HIT}-2-3TOKCHOCH30 WHAA KucaoTa (*1)
5-{6-[2-(4,5-Judprop-7-meToKCH-2-MeTUIOCH30 HypaH-O-UT)-

55 STHJIAMHUHO | -THPUMUAUH-4-HJT } -3 -3TOKCHTUO PeH-2 - 1.1 (D) 490.4
KapOOHOBAs KUCIOTA

56 5-[6-(2-XpoMaH-6-HIITHIAMHUHO)-TUPUMUINH-4-U1T]-3 - 1.0 (D) 4263
3TOKCHTHO (e H-2-KapOOHOBAasI KHCIOTA
3-(3-O1okcu-5-{6-[2-(1-meTunHaPTATHH-2 -H]T)-3THIAMHUHO | -

57 1.0 (D) 462
DHPHMHUAHH-4 -1} -THO(PeH-2-1JT)-IPOMHOHOBAs KHCIOTA

58 5-[6-(2-XpomMaH-7-HI3TUIAMUHO )-THPUMHAUH-4 -1 1] -3 - 1.0 (D) 426.2
TOKCHTHO(eH-2-KapOOHOBAsI KHCIOTA
4-{6-[2-(3-MeTokcu-1-MmeTunHAPTATHH-2 -HIT)-ITHIAMHUHO | -

59 MHPHUMHIHH-4-HT } -2 -MCTHICY Ib(paHUTOCH30 iTHAA KHCJIOTA 1.0 (D) 460.3
*D
3-Otokcu-5-{6-[2-(3-MeTOKCH-5,6,7,8-TeTparuapoHaTaTHH-

60 2-HJT)-3THIAMUHO | -THPUMHINH-4 -1 } -THO (PeH-2 -KapOOHOBAA 1.2 (D) 454.1
KHCJIOTA
(2-Otoxcu-4-{6-[2-(3-meTOKCH- ] -MeTHIHAPTATHH-2 -W]T)-

61 STHIIAMHUHO | -THPUMAIWH-4 -1 } - PCHUIT)-YKCYCHAA KHCJIOTA 0.9 (D) 472.4
*1

62 5-{6-[2-(3-XnopHadTanuH-2-HIT)-3TUIAMHAHO | -THPUMHUIAH-4 - 1.2 (D) 4542
H1}-3-3TOKCHTHO(PCH-2-KapOOHOBAA KHCIOTA

63 2-L[H1<n06y'r01<cn-4-{6-[2-(6-MeT0KCH(§eH30[b]TI/IO(peH-S-I/IJI)- 1.0 (D) 476 .4
STHJIIAMUHO | -THPUMHAAWH-4-H } -O0CH30WHAg kKucmora (*1)
5-{6-[2-(6-Llnano0ecH30[ 1,3 ]| AMOKCOT-5-HT)-3THIAMHAHO | -

64 OHPAMHIAUH-4 -1} -3-3TOKCUTHO (e H-2 -KapOOHOBA KHCIOTA 0.9 (D) 439.2
*1

65 3-Otokcu-5-{6-[2-(1-metun-1H-una0m-5-H1T)-3TUIAMIHO | - 1.0 (D) 4233
NHPUMHAHH-4-11}-THO PeH-2-KapOOHOBAs KUCIO0TA

66 3-Otokcu-5-{6-[2-(8-pTopHadTamuH-2-UI)-3TUIAMHIHO |- 1.1 (D) 4383
NHPUMHIHH-4-11}-THO peH-2-kapOoHoBas kucioTa (*1)

67 5-{6-[2-(2,3-Auruapo6eH30 PypaH-6-HI)-3THIAMUHO | - 0.9 (D) 4123

NHPUMHAHH-4-11}-3-3TOKCUTHO (PeH-2-KapOOHOBas KHCIOTA
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68 2-3T0Kcn-4-{6-[2-(3-MeTOKcn-l-MeTHJEHaQ)TanHH-Z-Hn)- 1.0 (D) 4572002
STHJIAMUHO | -THPUMUAUH-4 -1 } -O0¢H30HHag kucaora (*1)

69 3-Ortokcu-5-{6-[2-(5-pTOPXUHONHH-6-HT)-ITUIAMHHO | - 0.8 (D) 439 1
DHPHUMHUANH-4-u1} -THO (PeH-2-KapOoHOBas kucuoTa (*1)
2-Iluxno6yTokcu-4-{6-[2-(7-metuncynppanui-2,3-

70 JUrHaApoOeH30[ 1,4 THOKCHH-6-HIT)-3TUIAMHUHO | -TUPUMUAUH-4 - 0.9 (D) 4943
u1}-OCH30WHAs KHCI0TA

71 5-{6-[2-(1-AMuHOHA(PTANHH-2 -HIT)-3THIAMHUHO | -TUPHUMUATAH-4 - 0.9 (D) 4351
HIT}-3-3TOKCHTHO(PCH-2-KapOOHOBAA KHCIOTA
5-{6-[2-(7-DTop-1-MeTHA-1,2,3,4-TeTParuApOXUHOJIHH-6-UTT)-

72 STHIAMUHO |-TUPUMUAAHH-4 -1 } -3 -TpHPTOPMETHIATHO PeH-2 - 1.3 (D) 481.4
KapOOHOBAs KUCIOTA

73 4-{6-[2-(3-]_II/IaH0-1-(I)TopHa(l)TaJ'II/IE{-Z-I/IJ‘I)-STI/IJ‘IaMI/IHO]- 0.9 (D) 457 3
MHPUMHIWH-4-HIT}-2-3TOKCHOCH30WHAA kucaoTa (*1)

74 2-®T0p-4-{6-[2-(1-MeTI/IJ'IHa(I)TaJ'II/II-E-Z-I/IJ'I)-3TI/IJ‘IaMI/IHO]- 1.1 (D) 4442
NHPUMHIAWH-4 -1} -6-TPONUI0CH30HAS KHCIOTA

75 3-Otokcu-5-{6-[2-(1-BuHUIHAPTATHH-2 -H]T)-3THIAMHHO | - 12 (D) 446.2
NHPUMHAHH-4-11}-THO peH-2-kapOoHoBas kucaorta (*1)

76 2-H306YTI/IJI-4-{6-[2-(1-M?TI/IJ'IH.’:I(I)T.’:IJ‘II/IH-Z-I/IJ'I)-STI/IJ'IaMI/IHO]- 1.1 (D) 440 4
NHPUMHAWH-4-11} -O0CH30HHAsI KHCIO0TA
4-{6-]2-(6-Llmano6eH30[b]THO PEeH-5-HIT)-3THITAMHIHO | -

77 MHPUMHAIWH-4-HIT} -2 -MCTHICY Tb(paHUTOCH30 fTHAS KHCJIOTA 0.8 (D) 447.2
*1
3-Otokcu-5-{6-[2-(7-metuncyappanun-2,3-

78 auruapoOcH30[ 1,4 IHOKCHH-6-HIT)-3THIAMHUHO | -TUPUMUANH-4 - 1.0 (D) 474
uin}-THopeH-2-kapOoHOBAs KHCIOTA

79 2-HHKJ‘IO6yTOKCI/I-4-{6-[2-(3-MeTOKCI/I-l-M?TI/IJ'IHa(I)TaJ'II/IH-Z- 1.1 (D) 4842
HJT)-3THJIAMHUHO |-MTUpUMHINH-4 -1} -0¢H30HHAag kucaora (*1)
(2-Otoxcu-4-{6-[2-(6-meTokcudbeH30 [b]THO PEeH-5-1IT)-

80 STUIAMHHO |-THPHUMUAUH-4 -1} -()EHOKCH)-YKCYCHAsA  KHCJIOTa 0.8 (D) 480
(*1)
6-{6-[2-(7-MeTokcu-2,3-nuruapo6en3o[1,4] IHOKCHH-6-HT)-

81 STHUJIAMUHO |-THPUMUAUH-4 -1} -OeH30(pypaH-2-kapOOHOBAsA 0.7 (D) 448.2
KHUCJIOTA

82 (4-{6-[2-(6-LTuaHOOCcH30 [b]THO (BPCH-5-UIT)-3TUIAMHHO | - 0.8 (D) 459 3
MHPUMHIWH-4-H}-2-3TOKCU(CHUT)-YKCYyCcHAd KuCT0Ta (*1)

83 2-1[H(1)T0pM6T01<CH-4-{6-[2-(l-MeTHnHE@TanHH-Z-Hn)- 1.0 (D) 450
STHJIAMHHO | -THPUMHUIWH-4 -1 } -OCH30WHAA KUCIIOTA

34 (4-{6-[2-(3-LluanoHa(pTanwH-2 -HIT)-3TUITAMHHO | -THPAMUTHH- 0.8 (D) 469 3
4-un}-2-3TOKCH(PCHOKCH)-YKCYCHAA KucaoTa (*¥1)

85 6-[6-(2-beH30[b]THOGCH-5-HIITHIAMIUHO ) -THPUMHIHH-4 -1 |- 0.76 (B) 416.16
O0cH30(pypan-2-kapOOHOBAA KUCIOTA

36 5-{6-[2-(5,8-Au(pTOpXUHO TUH-6-H]T)-3THIAMAHO | -THPUMHUIHH- 0.9 (D) 4572
4-un}-3-3Trokcutno(eH-2-kapOoHOBaAd KUCIOTA (*1)
5-{6-[2-(7-Xn0p-8-METHIXUHOJTHH-6-UJT)-3THAAMHUHO | -

87 NHPAMHIAUH-4 -1} -3-3TOKCUTHO (e H-2 -KapOOHOBAS KHCIOTA 1.0 (D) 469 4
D

38 5-[6-(2-beH30THA30JI-5-HI3THIAMHAHO ) -TUPUMUAHH-4-U1]-3 - 0.8 (D) 427 4
3TOKCHTHO (PCH-2-KapOoHOBAd KuCIoTa (*1)
(2-Otoxcu-4-{6-[2-(3-u30mpomoOKCHHAPTATHH-2 -UT)-

89 STHJIAMHHO | -THPUMUAWH-4 - } -(JCHOKCH)-YKCYCHAasA  KHCJIOTA 0.9 (D) 502.4
*1

90 5-{6-[2-(1-XnopHadTanuH-2-UIT)-3TUIAMHAHO | -THPUMHUIUH-4 - 12 (D) 4542

HI}-3-3TOKCHTHO (PeH-2-KapOOHOBAA KHCIOTA
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91 5-[6-(2-beH30THA301-6-HI3THIAMHUHO )-THPUMUANH-4-11]-3 - 0.8 (D) 426.08
STOKCHTHO (PeH-2-KapOoHOBAst KUCI0Ta (*1)

92 4-{6-[2-(3-]_[I/laHOHa;CbTaJ'[I/IH-Z-I/IJ'I)-STHJIaMI/IHO]-HI/IpI/IMI/I,Z[I/IH-4- 0.9 (D) 439 1
U} -2-3TOKCHOCH30HHAA Kuca0Ta (*1)
5-{6-[2-(7-Metokcu-2,3-quruapoodeH3o[ 1,4 | x1uoKCUH-6-11T)-

93 STHJIAMUHO | -THPUMUAHH-4 -1 } -O¢H30(pypaH-2-kapOOHOBAS 0.7 (D) 448
KHCJIOTA
3-Otokcu-5-{6-[2-(4-pTOp-7-METOKCH-2 -

94 MCTHIOCH30 [b] THO S H-6-HIT) -3 THIAMUHO | -THPAUMHIAH-4 -1 } - 0.85 (A) 487.98
THO(CH-2-KapOboHOBasA kucaoTa (*1)
3-Otokcu-5-{6-[2-(8-metua-2,3-quruapodeH3o| 1,4 inokcun-

95 6-HIT)-3TUIAMIHO | -THPUMHINH-4 -1 } -THO (peH-2 -KapOOHOBAA 1.0 (D) 4423
kucmota (*1)
5-]16-(2-ben3o[b]THO peH-5-UAITHIAMAHO )-2 -

96 METHJIMHPUMAANH-4-01]-3 -3ToKCuTHO (PeH-2-KapOOHOBAS 0.9 (D) 4403
kucmota (*1)
4-{6-]2-(7-Llnano-2,3-quruapodeH3o| 1,4 | InOKCHH-6-HIT)-

97 STHIIAMUHO | -THPUMAIWH-4-HIT } -2 -MCTHICY Tb(PaHHTOCH30 HHA ST 0.7 (D) 449
kucmota (*1)

08 3-Otokcu-5-{6-[2-(7-QTOPXUHOTUH-0-HT)-3THIAMHHO |- 0.8 (D) 4391
NHPUMHAWH-4-11}-THO peH-2-kapOoHoBas kucaora (*1)
(2-Otoxcu-4-{6-[2-(7-3TOKCH-2,3-mUTrHAPOOCH30[ 1,4 ]| ANOKCHH-

929 6-HIT)-3TUIAMIHO | -THPUMHUIAH-4 -1 } -pSHOKCH ) -YKCY CHAA 0.7 (D) 496
KHCJIOTa

100 2-LIH1<n06yT01<cn-4-{6-[2-(6-M6T0KCH(§€H30(1)yp3H-5-Hn)- 0.9 (D) 4603
STHJIAMHHO | -THPUMHUAWH-4 -1 } -OCH30HHAS KHCJIOTA

101 2-3T0Kcn-4-{6-[2-(1-(pTop-3-MeTOKCHE{aQ)TanHH-Z-Hn)- 1.0 (D) 461.1751
STHJIAMHHO | -THPUMUAWH-4 -1 } -OCH30HHAS KUCJIOTA

102 (2-Otoxcu-4-{6-[2-(6-MeTOKCU-4-MeTHIOCH30 PypaH-5-Ui)- 0.9 (D) 4783
STHUJIAMHHO |-THPHUMUAUH-4 -1} -(DEHOKCH )-YKCYCHAsA KHCJIOTA

103 (2-Otokcu-4-{6-[2-(3->TuHUIHAPTATUH-2 -HIT)-ITHIAMHUHO | - 0.8 (D) 468 3
DHPUMHUAHH-4-H1} -()eHOKCH)-YKCYCHAsA KHCIOTA
3-O1oxcu-5-{6-[2-(7-prop-4-metun-3,4-nuruapo-2H-

104 |6eH30[1,4]0KCa3UH-6-UT)-3THIAMHHO | -THPUMHAIAH-4 -1 } - 1.0 (D) 459.1
THO (peH-2-KapOOHOBASI KUCIOTA

105 2-3TOKCH-4-{6-[2-(3-3TIrIIEI/IJIHa(1)TaJ'II/IH-2-I/IJ'I)-STI/IJ'IaMI/IHO]- 1.0 (D) 438
OHPUMHANH-4-11}-0CH30HHASI KHCIO0TA

106 3-O1okcu-5-{6-[2-(6-QTOPU3OXHUHOTUH-7-H1)-ITHIAMHHO |- 0.6 (D) 4392
NHPUMHIHH-4-11}-THO peH-2-kapOoHOBas kucaoTa (*1)

107 (4-{6-[2-(1,3-AupropuadTanuu-2-Ua)-3THIAMHHO |- 0.9 (D) 4643
MHPUMHIWH-4-H1T}-2-3TOKCU(CHUT)-YKCycHAd Kucmorta (*1)
5-{6-[2-(7-OTOPU30XUHOTUH-O-HUIT)-3TUIAMUHO | -TUPUMHIUH-

108 4-un}-3-rpupropmeruaruoder-2-kapbonosas kucaora (*1) 0.9 (D) 463.1

109 2-3TOKCI/I-4-{6-[2-(6-M€TOKCI/I6€H30[blTI/IO(l)GH-S-I/IJ‘I)- 0.9 (D) 450 1
STHJIIAMUHO | -THPUMHAAWH-4-H } -0CH30WHAg kucmora (*1)
2-Otuacynbpanua-4-{6-[2-(7-meTokcu-2,3-

110 |gurmapoben3o|[1,4]AIMOKCHH-6-HT)-3THIAMAHO |-THPUMHIHH-4 - 0.8 (D) 468.1
u}-OCH30WHAA KHCI0TA

111 5-[6-(2-ben3o[1,3] AMOKCOA-5-HAITUAAMUHO) -TUPUMHANH-4 - 0.9 (D) 4142
ui]-3-3TOKCUTHO PeH-2-KapOOHOBASA KHCIOTA

112 (2-Otoxcu-4-{6-[2-(6-MeTOKCHOCH30 pypaH-5-UT)- 0.7 (D) 464.1
STHIAMHHO |-THPHMUANH-4 -1 } -(DEHOKCH)-YKCYCHAsA KHCJIOTA
4-{6-[2-(7-L{uano-2,3-quruapodecH3o[ 1,4]| xTuoKCHH-6-HIT)-

113  [>TUnaMuHO|-MUPUMHIAUH-4-UT}-2-IMTUKI00YTOKCHOCH30ITHAS 0.8 (D) 473.3

kucaoTa (*1)
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MC
tg [MuH] JAHHBbIE,
IIpum. Coeaunenne CKX-MC) m/z
[M+H]"
5-{6-[2-(2,3-Auruapo6eH30 PypaH-5-HiI)-3THIAMUHO | -

114 |(mupuMuauH-4-Un}-3-3TOKCHTHO(ESH-2-KapOOHOBAS KHCIO0Ta 0.9 (D) 412.1
*1
(4-{6-]2-(1-®Top-3-MeTOKCHHA(PTATUH-2 -HJT)-ITHIAMHHO | -

115  |nmupuMuAMH-4-HI}-2-METHICY Ib(paHUTPEHUT)-YKCyCHASL 0.9 (D) 478.3
kucaoTta (*1)
4-{6-[2-(7-MeTokcH-2,3-guruapoocH30[1,4]| IHOKCHH-6-HT)-

116 |>THIAMHHO|-THPUMHIUH-4-UT}-2-MCTHICY Ib(PaHUIOCH30HHAS 0.8 (D) 453.9
KHCJIOTA
5-{6-[2-(7-Xn0p-8-pTOPXHHOTUH-6-HT)-3THIAMHAHO | -

117 |mupumuauH-4-Un}-3-3TOKCHTHO(CH-2-KapOOHOBAA KHCTI0Ta 0.9 (D) 473.1
*D
(2-Otoxcu-4-{6-[2-(6-meTokcUOCH30 [b]THO PCeH-5-1T)-

118 ([>THnaMuHO|-mUpUMHUAWH-4-UT}-(DCHUT)-YKCYCHAA KHCJIOTA 0.8 (D) 464.3
*1
5-{6-[2-(6-AudpTopmeTorcudeH30[ 1,3 | auokcom-5-mm)-

119 ([>THnaMuHO|-TUPUMHAHH-4-UT}-3-3TOKCHTHO PCH-2 - 1.0 (D) 480.2
KapOOHOBAs KHCIOTA
(2-Otoxcu-4-{6-[2-(7-meToKCH-2,3-

120 |murmapoben3o|[1,4]AMOKCHH-6-MT)-3THIAMAHO |-THPUMHIHH-4 - 1.1 (D) 482.3
i} -(pCHOKCH)-yYKCyCcHAg KucmoTa (*1)

121 {4-[6-(2-ben3o[b]THO(pCH-5-HI3THAAMIHO ) -TUPUMHAIUH-4 -1 | - 0.8 (D) 450 3
2-3TOKCH(PCHOKCH }-YKCYCHAs KHCIOTA

122 (2-Otoxcu-4-{6-[2-(3-meToOKCHHA(DTATHH-2 -HT)-3THIAMHHO | - 0.8 (D) 4741
MHPUMHIWH-4 -1} -(CHOKCH)-YKCYCHASI KHCIOTA

123 [2-(5,7- Au(pTOpXUHONHH-6-1T)-3THII|-(6-XHHOTUH-6- 0.7 (D) 4141
WINMHPHMHIUH-4-11)-aMUH

124 2-I_Im<no6yT01<cn-4-{6-[2-(5-MeTOKCHQenso(pypaH-6-I/m)- 0.9 (D) 460 1
STHJIAMHHO | -THPUMUAUH-4 -1 } -OCH30HHAST KUCJIOTA

125 4-[6-(2-BeH30[b]TI/IO(l)ef{-S-I/IJ‘ISTI/IJ'IaMI/IHO)-HI/IpI/IMI/IZ[I/IH-4-I/IJ'[]- 1.0 (D) 446
2-uKJI00yTOKCHOCH30{HAsA KHCJIOTA

126 2-3TOKCI/I-4-{6-[2-(6-3TOKCI/I6€H30[b]T}/IO(I)eH-S-I/IJ'I)- 1.0 (D) 464 3
STHJIAMUHO |-THPUMUAHH-4 -1} -O¢H30HAs kucaoTa (*1)

127 2-{6-[2-(1-MeTunHa(pTaTuH-2-HIT)->THIAMHHO | -THPUMHIHH-4 - 1.0 (D) 4233
un}-1H-uagon-4-kapOoHOBAs KHCIOTA

128 4-{6-[2-(6-HH3H066H30[b]THO(I)CH:S-I/IJ‘I)-STI/IJ‘IaMI/IHO]- 0.8 (D) 4452
MHPHUMHIWH-4-HIT}-2-3TOKCHOCH30 WHAA KucaoTa (*¥1)

129 (4-{6-[2-(3-AudpropMecTOoKCcCHHA(TATHH-2 -HIT)-3THIAMHHO | - 0.8 (D) 5103
MHPUMHIWH-4-HIT}-2-3TOKCH(CHOKCH)-YKCYCHAA KucaoTa (*¥1)
(E)-3-(3-O1oxcu-5-{6-[2-(1-MmeTumHAPTATHH-2 -1 ]T)-

130 [>THIaMUHO|-MUPHUMUAHH-4-UIT}-THO(PCH-2-1T)-aKPHITOBAA 1.2 (D) 460.3
KHCJIOTA

131 2-L[PIKII06YTOKCI/I-4-{6-[2-(1-3TI/IHI/IJ‘IH.’:1“(I)TaJ'II/IH-2-I/IJ'I)- 1.1 (D) 464.4
STHJIIAMHUHO | -THPUMHAAWH-4-H } -0CH30WHAg kucmora (*1)

132 4-[6-(2-BCH30[b]TI/IO(beH-é-HHSTHHaMHHO)-HI/IpI/IMI/IZ[I/IH-4-I/IJ'I]- 0.9 (D) 4221
2-MeTHACY Ib(haHNIOCH30HAS KHCIOTA

133 5-{6-[2-(1,3-Jumetun-1H-una0mn-5-um)-3TUIAMUHO | - 1.0 (D) 4373
NHPUMHAHH-4-11}-3-3TOKCUTHO (PeH-2-KapOOHOBAsI KHCIOTA

134 3-(2-O1okcu-4-{6-[2-(1-meTunHA(PTATHH-2 -1 )-3THIAMHUHO | - 0.8 (D) 4724
MHPUMHAIWH-4 -} -(CHOKCH)-TPOoNHOHOBAA KucIoTa (*1)

135 5-16-(2-ben3o[d]u30THA30 -5 -HAITHIAMAHO ) -THPUMHAIHH-4 - 0.9 (D) 4272
ui|-3-3TrokcuTHO PeH-2-kapOboHOBasA KkucaoTa (*1)

136 (2-Otoxcu-4-{6-[2-(1-¢propHadTamuu-2-uI)-3TUIAMHHO |- 0.8 (D) 462.4

MHPUMHIWH-4 -1} -()CHOKCH)-YKCYCHAs KHCIOTA
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MC
tg [MuH] JAHHBbIE,
Opum. Coennnenue CKX-MC) m/z
[M+H]"
4-{6-[2-(7-O10KCcHu-2,3-quruapodenso| 1,4 | 1uokcuH-6-11)-
137 |>TUnaMUHO|-MUPUMHAUH-4-UT}-2-METHIACY Ab(paHuIOCH30HHAA 0.8 (D) 468.3
KHCJIOTA
4-{6-[2-(2,3-Juruapobenso[b]Tuoden-5-un)-3TunaMuHO |-
138 |mupumMuauH-4-HI}-2-MeTHICYIb(paHuIOCH30HHASA KHCJIOTA 0.9 (D) 424.2
*1)
139 (2-Otoxcu-4-{6-[2-(6-MeTOKCHOCH30 Py paH-5-UT)- 0.8 (D) 448
STHJIAMHHO | -THPUMAIWH-4 -1 } - PCHUIT)-YKCYCHAS KUCJIOTA
140 (2-Otoxcu-4-{6-[2-(1->THHUIHAPTATHH-2 -H]T)->THIAMHHO | - 0.8 (D) 4671
MHPUMHIWH-4-HI}-(CHOKCH)-YKCYCHAA kucaoTa (*1)
- 4-£6-[2-(1- 22 -um)- -
141 2-2T1okcu-4-{6-[2-(1 3TI/IIEI/IJ'IHa(1)TaJ'II/IH 2-HJ)-3TUIAMHHO | 1.0 (D) 438 1
MHPUMHIWH-4 -1} -0¢H30#HAs kucmora (*1)
142 (2-Otoxcu-4-{6-[2-(6-pTopdbeH30PypaH-5-HIT)-3THITAMHUHO | - 0.7 (D) 452 3
MHPUMHIWH-4 -1} -()CHOKCH)-YKCYCHAS KHCIOTA
(2-Otoxcu-4-{6-[2-(3-meTOKCH-5,6,7, 8-TeTparuapoHaTaTHH-
143 |2-wa)-3THIAMEHO |-MUPUMHAIWH-4 -1 } -PCHOKCH)-YKCYCHAA 0.9 (D) 478.4
KHCJIOTA
144 {4-[6-(2-ben3o[b]THO(DCH-6-HIITHAAMAHO ) -TUPUMHUIAH-4 -1 | - 0.8 (D) 4503
2-3TOKCH(PCHOKCH }-YKCYCHAs KHCIOTA
(2-Otoxcu-4-{6-[2-(7-meTUncynbpanui-2,3-
145 |murmapob6en3o|[1,4 ]| IMOKCHH-6-1T)-3THIAMHAHO | -THPUMHIHH-4 - 0.7 (D) 498.3
uI1}-(DCHOKCH)-YKCYCHAA KUCIIOTA
146 5-[6-(2-beH300KCa300-6-UAITUAAMHUHO ) -TUPUMUAUH-4-1]-3 - 0.8 (D) 4112
3TOKCHTHO (PCH-2-KapOoHOBAA KucaoTa (*1)
147 4-[6-(2-BeH30[b]TI/IO(1)63-[-6-I/IJ‘ISTI/IJ‘IaMI/IHO)-HI/IpI/IMI/II[I/IH-4-I/IJ'I]- 1.0 (D) 4463
2-1ukI00yTOKCHOCH30{HAsA KHCJIOTA
148 (3-Otoxcu-5-{6-[2-(1-meTunHapTaTHH-2 -H]T)-ITHIAMHUHO | - 1.0 (D) 448
MHPUMHIAWH-4 -1} -THO(CH-2-HJT)-YKCYCHAA KucaoTa (*1)
5-{6-[2-(6-Xnop-3,4-nuruapo-2H-6¢eHn30[ 1,4]okcaszun-7-um)-
149 [>TUNaMUHO|-MUPUMHIAUH-4-UT}-3-3TOKCUTHO(PEH-2- 0.9 (D) 460.1
kapOboHOBasA KkucioTa (*1)
150 2-ByToxcn-6-¢)Top-4-{6-[2-(I-MeTnnHilq)TanHH-Z-nn)- 12 (D) 474 1
STHJAMHHO | -THPUMUIHH-4 -1 } -OCH30WHAST KHCJIOTA
151 2-3TOKCI/I-4-{6-[2-(6-M€T9KCI/I66H30(I)ypaH-s-I/IJ'I)-STI/IJ'IaMI/IHO]- 0.8 (D) 4343
OHPUMHAWH-4-11} -OCH30HHASI KHCI0TA
152 4-{6-[2-(5-M6TOKCH66H30[b]TI/IO(I)eH-6-I/IJ'I)-3”£I/IJ'IaMI/IHO]- 0.9 (D) 4522
OHPUMHIUH-4 -1} -2-MeTHICY Tb(haHuIOCH30 HHASI KHCIOTA
153 4-{6-[2-(5,7-I[I/I(I)TOPXI/IHOJ'II/IH-?-I/IJ'I)-STI/IJ'IaMI/IHO]-l'II/IpI/IMI/II[I/IH- 0.8 (D) 467
4-un}-2-3tuncyaspaHnadbeH30iHAS KHCIOTA
154 {4-[6-(2-XpomaH-7-UIS3TUITAMHUHO )-TUPUMHUAUH-4-11]-2- 0.7 (D) 450 1
STOKCH(CHOKCH }-YKCYCHAS KHCIOTA
155 4-[6-(2-BeH30[‘tz]TI/IO(peH-S-HnarnnaMHHo)-anHMI/I/:[I/IH-4-I/m]- 0.9 (D) 4201
2-3TOKCHOCH30HAs KUCI0TA
156 {6-[3-OTokcu-4-(1H-TeTpa3on-5-un)-QeHUN | -TUPUMHATHH-4 - 1.0 (D) 452 3
un}-[2-(1-meTumHapTATHH-2-NUT)-3THI]|-aMHH
157 (2-Otoxcu-4-{6-[2-(6-MeTOKCH-4-MeTHIOCH30 QypaH-5-Um)- 0.8 (D) 4624
STHIAMHHO | -THPUMAAHH-4 -1 } -(DEHHUIT)-YKCYCHAsI KHCJIOTA
158 2-3TI/IJ‘ICYJII>(1)3HI/IJ‘I-4-{6-[2-(6-M€TOKCI/E6CH30(1)ypaH-5-I/IJ'I)- 0.9 (D) 450 3
STHJIIAMHHO | -THPUMHAAWH-4 -HJI } -OCH30WHASA KHUCIIOTA
159 (2-Otoxcu-4-{6-[2-(5-MeTOKCHOCH30 Py paH-6-UT)- 0.7 (D) 4641
STHJIAMHHO |-THPUMUAHH-4 -1 } -(DEHOKCH)-YKCYCHAsA KHCJIOTA
160 (2-Otoxcu-4-{6-[2-(3-3TOKCHHAPTATHH-2 -UT)-3THIAMHHO | - 0.9 (D) 488 4
MHPUMHIWH-4 -1} -(ECHOKCH)-YKCYCHAsA kucaoTa (*1)
161 2-{4-[6-(2-Ben3o[b] THO pCH-5-UAITHIAMHHO )-THPUMUAIUH-4 - 0.8 (D) 448 3

ui]-2-3TOKCH(EHHUII } -TPOIHOHOBAsI KHCIOTA
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MC
tg [MuH] JMAHHBIE,

Opum. Coennnenue CKX-MC) m/z
[M+H]"

162 2-3TOKCH-4-{6-[2-(3-MCTE)KCI/IHa(l)TaJ'II/IH-Z-I/IJ‘I)-STI/IJ‘IaMI/IHO]- 0.9 (D) 444 1
NHPUMHANH-4-11} -0¢H30HHAsI KHCI0TA
(4-{6-]2-(3-MeTtokcu-1-mMeTuaHAPTATHH-2 -HT)-ITUIAMHUHO | -

163 |mupuMHAMH-4-HI}-2-METHICYIb(paHUTPEHUT)-YKCYCHASL 0.9 (D) 4743
kucjgoTa (*1)
5-{6-[2-(1,3-Juruapou3o06eH30(pypaH-5-Hi)-ITHIAMHHO | -

164 |mupumMuIHH-4-UI}-3-3TOKCUTHO(PEH-2-KapOOHOBAS KHCIOTa 1.2 (D) 4123
1
5-{6-[2-(6-Xn0op-2,2-gupropdbeH3o[ 1,3 ] xuokcom-5-mn)-

165 |>THnaMuHO|-MUPUMHIAH-4-UT}-3-3TOKCHTHO (PCH-2 - 1.1 (D) 484
kapOoHOBasA kucioTa (*1)

- 4-£6-[2-(1- 2 -|T)- -

166 (2-Otoxcu-4-{6-[2-(1-meTumHAPTATHH-2 -HT)-3THIAMHHO | 0.8 (D) 458 4
MHPUMHIWH-4 -1} -(CHOKCH)-YKCYCHAS KHCIOTA

167 4-[6-(2-BeH30[‘tz]'mo(peH-6-HnarnnaMHHo)-anHMI/I/:[I/IH-4-I/m]- 0.9 (D) 4203
2-3TOKCHOCH30WHAs KUCI0TA

168 2-L[I/IKII06YTOKCI/I-4-{6-[2-(1-MeTI/IJ'IHa(l)TaJ'II/IH-Z-I/IJ'I)- 1.1 (D) 454 4
STHJIAMUHO | -THPUMHAAWH-4 -1 } -OCH30WHAA KUCIIOTA

169 Z-BYTOKCI/I-4-{6-[2-(1-MG”{I/IJ‘IHa(I)TaJ'II/IH-Z-I/IJ'I)-STI/IJ'IaMI/IHO]- 1.1 (D) 456.4
NHPUMHAWH-4-11} -0CH30HHAsI KHCI0Ta

170 Z-L[I/IKJI06YTOKCI/I-4-{6-[2-(2,3-I[I/IFI/II[pE)6eH30[b]TI/IO(I)eH-S-I/IJ'I)- 1.0 (D) 448 3
STHJIIAMHHO | -THPUMHUAWH-4-HJ } -OCH30Hag kucmora (*1)

171 2-L[HKn06yT0Kcn-4-{6-[2-(3-3T0KCHHaf1)TanHH-2-Hn)- 1.1 (D) 484.4
STHJIAMHHO | -THPUMHUAWH-4 -1 } -OCH30WHag kucmora (*1)

172 2-3TOKCH-4-{6-[2-(1-MeTKIJ'IHa(I)TaJ'II/IH-Z-I/IJ'I)-3TI/IJ‘IaMI/IHO]- 1.0 (D) 48
NHPUMHAHH-4-11}-0¢H30HHAsI KHCIO0TA
3-Otokcu-5-{6-[2-(7-meTokcu-1,2,3,4-TeTparuAPOXUHOTUH-6-

173 |um)-3THIaAMUHO|-HPUMUIAWH-4 -1} -THO (peH-2-KapOOHOBAA 0.7 (D) 454.1
kucjgoTa (*1)

174 2-3TOKCI/I-4-{6-[2-(4-(1)T0p-3-MeTOKCI/IE{a(I)TaJ'II/IH-Z-I/IJ'I)- 1.0 (D) 4623
STHJIAMUHO | -THPUMUAHH-4 -1 } -O0¢H30HHag kucaora (*1)
(2-Otokcu-4-{6-[2-(7-meTOKCH-2,3-

175 |muruapo6en3o[1,4] 1HOKCUH-6-UT)->THIAMHUHO | -THPUMHUIUH-4 - 0.7 (D) 466.3
w1} -(peHUI)-YKCYCHAsI KHCJIOTA

176 4-[6-(2-Beﬂ30[b]Tno¢en-§-nn3rnnaMHHo)-HHpI/IMI/I/:[I/IH-4-m1]- 0.9 (D) 4222
2-MeTHACY Ib(haHUIOCH30HASL KHCIOTA

177 3-OtokcH-5-{6-[2-(7-MCTHAXUHOTHH-6-HIT)-3THIAMHHO | - 0.6 (D) 4353
NHPUMHIHH-4-11}-THO peH-2-kapOoHOBas kucaoTa (*1)
5-{6-[2-(4-Xm0p-7-METUIXUHOTHUH-6-UIT)-3THIAMHUHO | -

178 |mupumuauH-4-Un}-3-3TOKCHTHO(CH-2-KapOOHOBAA KHCI0Ta 0.9 (D) 469.1
*1

179 (4-{6-[2-(7-X10p-8-METHIXUHOJTHH-O-UT)-3TUIAMHUHO | - 0.7 (D) 493 1
MHPUMHAIWH-4-HIT}-2-3TOKCH(CHOKCH)-YKCYCHAA KucaoTa (*1)

180 Z-L[I/IKII06YTOKCI/I-4-{6-[2-(3-I[I/I(I)TO]Z)M?TOKCI/IH&(I)T&J‘II/IH-Z-I/IJ‘I)- 1.1 (D) 5063
STHJIIAMHUHO | -THPUMAAWH-4-H } -0CH30WHAg kucmora (*1)

181 (4-{6-12-(2,3- Auruapobeu3o[b]tuopeH-5-n1)-3THIAMHAHO | - 0.8 (D) 4363
MHPUMHIWH-4-H1}-2-3TOKCU(CHUT)-YKCYyCcHAd KucmoTa (*1)

182 2-HHKH06YTOKCI/I-4-{6-[2-(1-(1)T0pHa(1)3‘aJ'II/IH-2-I/IJ'I)- 1.1 (D) 458 3
STHJIIAMHHO | -THPUMHAAWH-4 -1 } -OCH30WHASI KHUCIIOTA

183 4-{6-[2-(1-MCTI/IJ'IHa(l)T“aJ'II/IH-Z-I/IJ'I)-STI/IJ'IaMI/IHO]-HI/IpI/IMI/II[I/IH-4- 1.0 (D) 442 2
ui}-2-nponoKcHOCH30HAA KHCIOTA
(2-Otoxcu-4-{6-[2-(7-meTun-2,3-guruapodenso| 1,4 xuoxcuH-

184 [6-wa)-3THIAMHHO |-MHPUMHIWH-4 -1 } -PCHOKCH)-YKCYCHAA 0.7 (D) 466.3
KHCJIOTA

185 4-[6-(2-MHgaH-5-uASTUAAMUHO) -TUPUMHAUH-4-1U]-2 - 0.9 (D) 4063

METHJICY Ib(paHUIOCH30 HHASL KHCIO0TA
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MC
tg [MuH] JMAHHBIE,
Opum. Coennnenue CKX-MC) m/z
[M+H]"
4-{6-[2-(4-Xn0op-3-MeTOKCHHA()TATUH-2-UT)-3THIAMHHO |-

186 |mupuMuguH-4-UI}-2-METHIACYIb(PaHUIOCH30 HHAA KHCIO0Ta 1.0 (D) 480.1
(*1)
2-ITukno6yTokcu-4-{6-[2-(7-meroxcu-2,3-

187 |muruapob6en3o[l,4]1HOKCUH-6-UT)->THIAMHUHO |-THPUMUIUH-4 - 0.9 (D) 478.2
ui}-0eH30MHas kuciaora (*1)

188 2-3TOKCH-4-{6-[2-(3-3T01§CHH3(1)T2UII/IH-2-I/IJ'I)-STI/IJ'IaMI/IHO]- 1.0 (D) 458 4
MHPUMHIWH-4 -1} -0CH30#HAs kucmora (*1)

189 {4-[6-(2-ben3o[b]THODCH-5-HIITHAAMIHO ) -TUPUMHUIAH-4 -1 | - 0.8 (D) 4341
2-3TOKCH(CHHII } -yKCYCHAs KHCIOTA

190 4-{6-[2-(6-Merm1661{30[b]TI/IO(peH-S-Hn)-arniIaMHHo]- 0.9 (D) 436.3
NHPUMHIAWH-4 -1} -2-MeTHICY Ib(paHuIOCH30 HHASI KHCIOTA

191 (4-{6-12-(5,7- Au(pTOpXWHOTUH-0-UT)-3THIAMHHO | - 0.7 (D) 4813
MHPUMHAIWH-4-HIT}-2-3TOKCH(CHOKCH)-YKCYCHAA kKucaoTa (*1)
(2-Otoxcu-4-{6-[2-(7-3TOKCH-2,3-mUTHAPOOCH30[ 1,4 ]| AMOKCHH-

192 |6-wa)-3THIAMHHO |-MHPUMHAIWH-4 -1 } -PCHUT)-YKCYCHAA 0.8 (D) 480.4
KHCJIOTA

193 4-{6-[2-(6-MeT01<cn66H30(I)ypaH-S-Hn)-aTnna“MHHo]- 0.8 (D) 4363
NHPAMHUAHH-4-11}-2-MeTHICY Tb(paHuI0CH30 HHASI KHCIOTA

194 (2-Otoxcu-4-{6-[2-(1H-uHA0T-6-UT)-3THIAMHHO | -TUPAMHIHH- 0.7 (D) 4332
4-un}-(pCHOKCH)-YKCYCHAS KHUCIIOTA

195 (2-Otoxcu-4-{6-[2-(6-pTopbeH30(ypPaH-5-HIT)-3TUITAMHUHO | - 0.8 (D) 436.3
MHPUMHAIWH-4 -1} -(CHUIT)-YKCYCHAS KHCIOTA
2-lukmobyTokcu-4-{6-[2-(7-3T0KCH-2,3 -

196 |murmapob6en3o[l,4]AHOKCHH-6-1T)-3THIAMAHO |-THPUMHIUH-4 - 0.9 (D) 492.4
u}-0CH30HHAA KHCI0Ta
(4-{6-[2-(7-MeTtokcu-2,3-aguruapooeH3o[1,4]| IHOKCHH-6-HIT)-

197 |>TUnaMuHO|-TUPUMHUAUH-4-HI}-2-MESTUICY Ib(PaHUTDCHUIT)- 0.7 (D) 468.3
yKCcycHas Kuciaora (*1)

198 {4-]6-(2-ben3opypaH-5-UAITUTAMHHO )-THPUMUAUH-4 -1 ]-2- 0.7 (D) 4341
STOKCH(PECHOKCH }-yKCyCHast kucaoTa (*1)
6-{6-[2-(7-MeTokcu-2,3-nuruapo6en3o[1,4] IHOKCHH-6-HT)-

199 |sTunaMuHO|-mHpUMHAHH-4-U1}-0eH30(ypaH-3-kapOoOHOBAA 0.74 (B) 448.16
KHUCJIOTA

- 4-£6-[2-(6- -5-H1)-

200 2-ITukno6yTokcu-4-{6-[2-(6 Q)TopGeH%O(pypaH 5-um) 1.0 (D) 448
STHJIAMHHO | -THPUMHIHH-4 -1 } -OCH30WHAA KUCIIOTA
2-(2-OT1okcu-4-{6-[2-(7-meTOKCH-2,3 -

201 |auruapoOeH30[1,4]| IHOKCHH-6-HIT)-3THIAMHUHO |-TUPUMAANH-4 - 0.7 (D) 496.4
ui}-(CHOKCH )-MPOMHOHOBAsI KHCJIOTA

202 2-{4-[6-(2-BeH30[b] THO PCH-5-HAITHIAMHUHO ) -THPUMHATHH-4 - 0.8 (D) 464
ui]-2-3TOKCH(ECHOKCH } -TPOMHOHOBASL KHCJIOTA
4-{6-]2-(7-Llnano-2,3-quruapodcH30[ 1,4 ]| IHOKCHH-6-HIT)-

203 |3THIAMWHO |-MUPUMHINH-4-U1}-2-3TOKCHOCH30WHAS  KHCIOTA 0.7 (D) 447
*1
4-{6-[2-(4-MeTunbdeu3o[b]THOPCH-5-UT)-3THIAMHHO |-

204 |mupuMHAWH-4-11}-2-MSTHICY Ib(QaHUIOCH30 HHAS KHCIIOTa 0.9 (D) 436.2
*D

205 (2-Otoxcu-4-{6-[2-(1-meTunHA(PTATHH-2 -HT)-ITHIAMHAHO | - 0.8 (D) 4571
MHPUMHIWH-4-HIT} -()CHUTAMHHO)-YKCYCHASA KHCIOTA

206 Z-HI/IKHO6YT?KCI/I-4-[6-(2-I/IH£[aH-5-I/IJ'ISTI/IJ'IaMI/IHO)-HI/IpI/IMI/II[I/IH- 1.0 (D) 430 3
4-un]-0¢H30iHAS KUCITIOTA

207 (2-Otoxcu-4-{6-[2-(1-meTun-1H-uH107-6 -HT)-3THIAMUHO | - 0.7 (D) 447
MHPUMHIWH-4 -1} -()CHOKCH)-YKCYCHASI KHCIOTA

208 2-ITukno6yTokcu-4-{6-[2-(6-MeToKCH-4-MeTUIOCH30 pypaH-5- 1.0 (D) 4744

HJT)-3THIAMHUHO |-MTHPUMHINH-4 -1} -OCH30HHAI KHCIO0TA
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209 (4-{6-[2-(3-Lluano6en30[b]THOPEH-5-UT)-3TUIAMHHO | - 0.7 (D) 459 1
MHPUMUIHH-4-1J}-2-3TOKCU(ECHUT)-YKCYCHAA KucaoTa (*1)
3-Otokcu-5-{6-[2-(7-meTOoKCH-1-MeTHI-2-0KC0-1,2,3 ,4-

210 |TETParHAPOXHUHOIHH-6-UII)-3THJIAMHHO|-MTHPUMHIANH-4 -1} - 0.8 (D) 483
THO(peH-2-KapOOHOBAsI KHCIOTA

211 4-{6{2{3-ﬂuqnopMeTOKCHHa¢Tang-24UD-3THnaMHHo]- 1.0 (D) 480
MHPHUMHIWH-4-HIT}-2-3TOKCHOCH30 WHAsA KucaoTa (*1)
4-{6-[2-(3-Lluano6cH30[b]THO PCH-5-HIT)-3THIAMHIHO | -

212 |mupuUMUAUH-4-HI}-2-METUACYIb(PAaHUTOCH30 HHASA KHCIO0Ta 0.8 (D) 447 4
*1

213 2-LII/IKII06yTOKCI/I-4-{6-[2-(6-M€TOKCI/I6€H3(3[1,3]£[I/IOKCOJ'I-5- 0.9 (D) 464.3
HJT)-3THIAMHWHO |-TUPUMHUINH-4 -1} -0CH30HHASA KHCIO0TA
2-(2-2T1okcu-4-{6-[2-(7-meTOKCH-2,3 -

214 |auruapoOcH30[ 1,4 IHOKCHH-6-HIT)-3TUIAMHUHO |-TUPUMHAANH-4 - 0.8 (D) 480.3
ui}-(EHUT)-MPONTHOHOBAS KUCIOTA

215 4-{6-[2-(4,5-I[nq)Top-7-MeT01<cn-2-MeTHHGeHSOfbypaH-6-Hn)- 1.0 (D) 4843
STHIIAMHHO | -THPUMAAWH-4-HIT } -2 -3TOKCHOCH30HHAA KHCI0TA
4-{6-]2-(8-DTop-2,3-auruapodecH30[ 1,4 THOKCHH-6-HIT)-

216 |3THIAMWHO |-MHPUMHAIWH-4-11}-2-MCTHICY Ib(QAHUIOCH30ITHAS 0.8 (D) 441.9
KHCJIOTA
(4-{6-]2-(6-AudpropmeTokrcudeH3o[ 1,3 | xuokxcom-5-um)-

217 |3THIAMUHO |-MHPUMHAINH-4-U]}-2-3TOKCU(PCHOKCH)-YKCYCHAA 0.7 (D) 504.3
KHCJIOTA

218 2-3TOKCH-4-{6-[2-(5-M€TOKCI/I6€H30[blTI/IO(l)GH-6-I/IJ'I)- 0.9 (D) 4503
STHJIAMHHO | -THPUMHUAWH-4 -1 } -OCH30HHAS KUCJIOTA

219 2-MeTanynb(1)aHI/In-4-[6:(2-Ha(I)TaJH/IH-Z-HnaTHnaMHHo)- 0.9 (D) 416.3
NHPUMHANH-4-11]-O¢H30HHAsA KUCI0TA
3-(2-O1okcu-4-{6-[2-(1-meTunHaPpTATHH-2 -H]T)-3THIAMHUHO | -
nupuMuIuH-4-un}-penunn)-[1,2,4Jokcaanaszon-5(4H)-on

220 |[rayTomepHad (popma: 3-(2-3Toxcu-4-(6-((2-(1- 1.0 (D) 468
METHJIHA(PTATHH-2-HJT)3THI)AMUHO ) TAPUMH AU H-4 - 1T ) (pC HILT) -

[1,2.4]oxkcaguazon-5-o1]

221 2-3T0Kcn-4-{6-[2{6-MeT0Kcn-4-MeTnf6eH3o¢ypan-5-nn)- 0.9 (D) 448 4
STHJIAMHHO | -THPUMHUINH-4 -1 } -OCH30WHAS KUCIIOTA

222 4-[6-(2-BCH30[b]TI/IO(I)eH:S-I/IJISTI/IJIaMI/IHO)-HI/IpI/IMI/IZ[I/IH-4-I/IJ'I]- 0.9 (D) 436.4
2-3>Tuacyab(paHmIOCH30WHAS KUCI0TA

-(2- 4-£6-[2-(1H- -6-11)- -

213 2-(2-OT1oxcu-4-{6-[2-(1H-uHI07-6-HIT)-3THIAMHHO | 0.7 (D) 447
MHPUMHIWH-4-HIT}-(DCHOKCH)-TPOMTHOHOBASA KHCIIOTA
(4-{6-[2-(6-MeTokcuOcH30 [b]THOBCH-5-1T)-3THIAMHHO |-

224 |mupuUMUAUH-4-HI}-2-MeTUICY Ib(aHHIPCHUT)-YKCYCHAA 0.8 (D) 466
kuciaorta (*1)

275 (2-Otoxcu-4-{6-[2-(1H-uHA01-5-UT)-3THIAMHAHO | -TUPAMHIHH- 0.6 (D) 4333
4-un}-(pCHOKCH)-YKCYCHAS KUCIIOTA

226 [2-(1H-UHpoa-6-um)-3tunl-[6-(1H-ungoa-5-un)-nupuMu I H- 0.6 (D) 3543
4-unl-amun

227 2-3TOKCI/I-4-{6-[2-(6-(1)TOP6€H30(1)yp3H-5-I/IJ‘I)-STI/IJ‘IaMI/IHO]- 0.9 (D) 4223
NHPUMHAWH-4-11} -O0CH30HHAsI KHCIO0Ta

228 2-HHKH06YTOKCI/I-4-{6-[2-(5,7-£[I/I(I)T0p“XI/IHOJ'II/IH-6-I/IJ'I)- 0.9 (D) 4773
STHJIIAMHHO | -THPUMHAAWH-4 -1 } -OCH30WHag kucmora (*1)

229 {4-[6-(2-beH30(PypaH-6-HIITHIAMHHO )-THPUMUIHH-4 -1 |-2 - 0.7 (D) 434 .4
STOKCH(PCHOKCH }-yKCYCHas kucaora (*1)
4-{6-[2-(8-Xnop-2,3-guruapodeH3o[ 1,4]| TuOKCHH-6-HIT)-

230 |3THJIAMUHO |-MHPUMHINH-4 -1 }-2-MSTHICY Ib(QaHUIOCH30 T HASL 0.8 (D) 458.2

KHCJIOTA
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231 2-HI/IKJ‘IO6yTOKCI/I-4-{6-[2-(8-(l)TOpHa(I):l:aJ'II/IH-Z-I/IJ'I)- 1.0 (D) 458 1
STHJIAMUHO | -THPUMUAUH-4 -1 } -O0¢H30HHag kucaora (*1)

232 N-(2-Dtokcu-4-{6-[2-(1-MmeTuaHAPTATHH-2 -U]T)-DTUIAMHHO | - 0.9 (D) 471
DHPHUMHUAHH-4-H1} -(heHIIT)-0KCcataMoBast KHCI0TA
2-(2-Ortokcu-4-{6-[2-(6-meTokcubeH30pypan-5-umn)-

233 |[3THJIAMUHO |-MHPUMHINH-4-U1} -(PCHOKCH )-TPOMHOHOBAS 0.8 (D) 478.1
KHCJIOTA

234 2-(2-FH£[p0KCH3TOKCH)-4-{6-[2-(l-MeTE/IHHa(I)TaHHH-Z-HH)- 0.8 (D) 444 3
STHJIAMHHO | -THPUMHUIWH-4 -1 } -OCH30WHAg KucmoTa (*1)

235 2-LII/IKII06yTOKCI/I-4-{6-[2-(8-M€TI/IJ‘IXI/II;IOJ‘II/IH-7-I/IJ‘I)- 0.7 (D) 4553
STHJIIAMHHO | -THPUMHAAWH-4 -1 } -OCH30WHag kucmora (*1)

236 2-(2-2T1okcu-4-{6-[2-(6-pTopbecH30 PypaH-5-HIT)-ITHIAMHAHO |- 0.8 (D) 466
MHPUMHAIWH-4-HIT} -(DCHOKCH)-TPOMHOHOBASA KHCIIOTA

237 4-[6-(2-BeH30Tna30n-5-f[naTHnaMHHo)-r[I/IpI/IMI/I/:mH-4-I/m] -2- 0.7 (D) 4231
MCTHUICY Tb(paHUAOCH30WHAA KucaoTa (*1)

238 4-{6-[2-(6-(I)T0p6€H30(1)ypaH-5-I/EJ‘I)-STI/IJ‘IaMI/IHO]-HI/IpI/IMI/II[I/IH- 0.9 (D) 4242
4-un}-2-metuicyappaHuIOCH30 HHASI KHCIO0TA

239 (2-Otokcu-4-{6-[2-(6-meTokcubOeH30[1,3 | AHOKCOT-5-11T)- 0.68 (A) 468.05
STHIAMHHO |-THPUMAAHH-4 -1 } -(DEHOKCH )-YKCYCHasA KHCIOTA

240 2-3TOKCI/I-4-{6-[2-(3-MCTI:IJ'IHa(I)TaJ'II/IH-Z-I/IJ'I)-STI/IJ'IaMI/IHO]- 1.0 (D) 428 3
NHPUMHAWH-4-11} -O0CH30HHAsI KHCI0TA

241 4-[6-(2-BeH30(1)ypaH:5-I/IJ'ISTI/IJ'IaMI/IHO)-HI/IpI/IMI/IZ[I/IH-4-I/IJ'I]-2- 0.9 (D) 430 3
nuKI00yYTOKCHOCH301HAA kucuoTa (*1)

242 3-Otokcu-5-{6-[2-(1-3tua-1H-uHI01-6 -HIT)-3THIIAMHAHO | - 1.0 (D) 4372
NHPUMHAHH-4-11} -THO PeH-2-KapOOHOBAs KUCIO0TA

243 4-{6-[2-(S-CDTopHa(I)TaJ'II/IH-Z-I/EJ'I)-STI/IJ'I.’:IMI/IHO]-HI/IpI/IMI/IZ[I/IH-4- 0.9 (D) 4341
U} -2-MEeTUACY Ib(paHUIOCH30WHAg KucaoTa (*1)

244 2-HHKJ‘I06yTOKCI/I-4-{6-[2-(2,3-I[I/IFI/II[]Z)OGGI-ESO[1,4]£[I/IOKCI/IH-6- 0.8 (D) 448 3
HJT)-3THIAMHUHO | -TUPUMHINH-4 -1} -OCH30HHAI KHCI0TA
2-(2-Otokcu-4-{6-[2-(3-3TOKCHHAPTATHH-2 -H]T)-3THIAMHUHO | -

245 1.0 (D) 516
OHPUMHIWH-4-11}-(DEHOKCH)-2-METHINPOTHOHOBASL KUCI0TA
4-{6-[2-(8-Xmop-2,3-muruapodben3o| 1,4 xnoKcuH-6-11)-

246 |3THJIAMUHO |-MHPUMHINH-4-U1}-2-HHKIO0YTOKCHOCH30HAS 0.9 (D) 4823
KHUCJIOTA

247 (4-{6-[2-(3-XnopHaTamuH-2-UI)-3THIAMHHO | -THPUMHTHH-4 - 0.9 (D) 4781
HIT}-2-3TOKCH(PCHOKCH)-YKCYCHAsA KucaoTa (*1)

248 4-[6-(2-BCH30¢)ypaH-5-I:IJISTI/IJ'IaMI/IHO)-HI/IpI/IMI/IZ[I/IH-4-I/IJ'I]-2- 0.8 (D) 406.2
METHJICY Tb(paHHIOCH30 HHASI KHCIO0TA

249 6-{6-[2-(1H-UHa0N-6-UI)-3TUTAMUHO |-TUPUMUAUH-4-ua}-1- 0.6 (D) 3853
MeTHI-1,2-TUTHAPO-HHAA30I-3-0H

250 4-[6-(2-B6H30¢ypaH-6-I:IJ'ISTI/IJ'IaMI/IHO)-HI/IpI/IMI/IZ[I/IH-4-I/IJ'I]-2- 0.8 (D) 406.2
METHJICY Tb(paHHIOCH30 HHASI KHCIO0TA
3-Otokcu-5-{6-[2-(5-meTokcu-1-meTun-1H-unga30m1-6-um)-

251 |3THIAMWHO|-MHPUMHAIWH-4-11}-THO (PCH-2-KapOOHOBAA 1.2 (D) 4542
kucmota (*1)

252 4-[6-(2-BCHSO(I)ypaH:6-I/IJ‘ISTI/IJ‘IaMI/IHO)-HI/IpI/IMI/II[I/IH-4-I/IJ'I]-2- 0.9 (D) 430 3
nuKI00yTOKCHOCH30MHA kucmoTa (*1)

253 4-{6-[2-(3-]_[I/IaH06eH30[b]TI/IO(I)GH:S-I/IJ‘I)-STI/IJ‘IaMI/IHO]- 0.8 (D) 445 3
MHPUMHIWH-4-HIT}-2-3TOKCHOCH30 WHAA kucuaoTa (*1)

254 2-3TOKCI/I-4-{6-[2-(6-M€TI/IJ‘I6€H30[b]TI/EO(I)eH-S-I/IJ'I)- 0.9 (D) 434 1
STHJIAMHHO | -THPUMHUAWH-4 -HJI } -OCH30WHASI KHUCIIOTA

255 4-{6-[2-(2,3-ﬂnrnnpoGenso[b]TI/IoEpeH-S-Hn)-aTHnaMHHo]- 0.9 (D) 4223
MHPHUMHIWH-4-HIT}-2-3TOKCHOCH30WHAA kucaoTa (*1)

256 (2-Otoxcu-4-{6-[2-(5-MeTOKCHOCH30 Py paH-6-UT)- 0.8 (D) 448

STHIAMHHO | -THPHMUIUH-4 -1 } -(DEHHUII)-YKCYCHAsI KHCJIO0TA
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257 4-[6-(2-XpOMaH-6-HnanInaMHHo)-anI/IMI/I/:[I/IH-4-I/IJ1]-2- 0.8 (D) 4221
METHJICY Ib(paHHIOCH30 HHASI KHCI0TA
(2-Otokcu-4-{6-[2-(3-uzonmponokcuHA(PTATUH-2-U]T)-

258 |3THJIAMUHO|-MHPUMHINH-4-U1}-(PeHUT)-YKCYCHASA KHCIO0Ta 1.0 (D) 486
*1

259 2-3TOKCH-4-§6-[2-(1H-I/IHI[OJI-6-I/IJI)-3TI/IJIaMI/IHO]-HI/I]Z)I/IMI/ILII/IH- 0.7 (D) 4033
4-un}-06eH30iHAsA KUCIIOTA

260 4-{6-[2-(1-Xnopﬂaq:TaHHH-Z-nn)-3TnnaMHHo]-HI/IpI/IMI/I/:[I/IH-4- 1.0 (D) 4482
M1} -2-3TOKCHOCH30HHASI KHCI0TA

261 2-3TOKCI/I-4-{6-[2-(7-3TOKCI/I-2,3-Z[I/IFI/IZ[p06eI;130[1,4]£[I/IOKCI/IH- 0.8 (D) 466 .4
6-HJT)-3TUIAMHUHO | -THPUMUINH-4 -1 } -OCH30HHAA KHCIO0TA
2-Iukmo6yTokcu-4-{6-[2-(4,5-mupTOp-7-MCTOKCH-2 -

262 |MeTHIOCH30(PYpPaH-0-UT)-3THIAMUHO |-THPAMHIHH-4 -1 } -6 - 1.2 (D) 528
(¢propOen3oitHas kucmora (*1)

263 4-{6-[2-(7-XJ‘IOp-8-MGTI/IJ‘IXI/IHOJ‘II/IH-6-HH)-?TI/IJ‘I.’:IMI/IHO]- 1.0 (D) 489 3
MHPUMHIWH-4-HIT}-2-IHKI00YTOKCHOCH30 WHAA kucaoTa (*¥1)

264 2-L[I/II(J'I06YTOKCI/I-4-{6-[2-(3-I/ISOHpOH(ZKCI/IHa(I)TaJ'II/IH-Z-I/IJ‘I)- 12 (D) 498 4
STHJIAMUHO | -THPUMHAAWH-4 -1 } -OCH30WHASA KHUCIIOTA

265 4-[6-(2-XpOMaH-7-I/IJESTI/IJ'IaMI/IHO)-HI/IpI/IMI/II[I/IH-4-I/IJ'I] -2- 0.9 (D) 446
OUKIT00YTOKCHOCH30HASL KHCIIOTA

266 4-[6-(2-XpOMaH-6-I/IJ}STI/InaMI/IHo)-HI/IpI/IMI/I/:[I/IH-4-I/IJ1]-2- 0.9 (D) 446 3
OUKI00YTOKCHOCH30HASL KHCIIOTA

267 [2-(1H-UBaoa-6-um)-3tunl-[6-(1H-ung0a-6-u1)-nupuMHINH- 0.7 (D) 3543
4-unl-amu"

268 2-HHKJ‘IO6yTOKCI/I-4-{6-[2-(4-M€TI/IJ‘I6€I~£30 [b]Tuopen-5-m)- 1.0 (D) 460 4
STHJIAMHHO | -THPUMUAWH-4 -1 } -O0CH30WHAg kucaora (*1)

269 2-3TOKCI/I-4-{6-[2-(8-(1)TOPH3(1)T3J‘[I/IH-2-I/IJ‘I)-STI/IJ‘IaMI/IHO]- 0.9 (D) 4322
NHPUMUIHH-4-1}-0¢H30iHas kucmora (*1)
(4-{6-[2-(1,3-AupropuadTramnuu-2-ui)-3THIAMHHO |-

270 |mHPHUMUAUH-4-HI}-2-METUICYIb(AHHIPCHUIT)-YKCYCHAA 0.9 (D) 466.3
kucaora (*1)

271 (2-Otokcu-4-{6-[2-(1H-uHI0T-6-HIT)-3THIAMUHO | -MTUPUMHUTHH- 0.7 (D) 4173
4-un}-(peHna)-yKCyCcHass KHCI0Ta

272 6-[6-(2-ben3o[b]THOpeH-5-HI3THIAMIHO ) -THPAMHIHH-4 - 11| - 0.7 (D) 4152
1H-unnon-3-kap6oHOBAsA KHCIOTA

273 4-{6-[2-(3-]_[I/[aH06eH30[b]TI/IO(I)eH-S-I/IJ'I)-S;FI/IJ'IaMI/IHO]- 0.9 (D) 4713
MHPUMHIWH-4-HIT}-2-IHKI00YTOKCHOCH30 WHAsA KucaoTa (*¥1)
(2-Otoxcu-4-{6-[2-(3-MeTUIAMAHOHA(PTATHH-2 - 1T )-

274 |3THIAMUHO |-MHPUMHIAH-4-11}-(PCHOKCH)-YKCYCHAsA  KHCJIOTA 0.8 (D) 472
*D

275 2-3Tnncyn5¢annn-4~ﬁ%[2{6-@Top6e§30@ypaH-SquD- 0.9 (D) 438 3
STHJIAMUHO | -THPUMHAIWH-4 -1 } -OCH30WHAA KUCIIOTA

276 4-{6-[2-(6-MCTOKCI/I66H3(1[b]TI/IO(I)GH-S-I/IJ‘I)-STI/IJ‘IaMI/IHO]- 0.8 (D) 406.2
NHPAUMHAWH-4-11} -O0CH30HHAsI KHCIO0TA

277 4-{6-[2-(6-MeT01<cn66H30[1,3]/:moxcon-S-an-aTHnaMHHo]- 0.8 (D) 440
NHPUMHAWH-4 -1} -2-MeTHICY Ib(paHnI0CH30 HHASI KHCIO0TA

278 2-HHKH06YTOKCI/I-4-{6-[2:(1H-I/IHZ[OJ'I-6-I/IJ'I)-3TI/IJ‘I.’:1MI/IHO]- 0.8 (D) 429 3
NHPUMHAWH-4-11} -0CH30HHAsI KHCI0TA

279 4-{6-[2-(3-XnopHaquaJH/IH-Z-I/IJI)-aTnnaMHHo]-HI/IpI/IMI/I/:[I/IH-4- 1.0 (D) 448 4
Hu}-2-3TOKCHOCH30HHAA KucaoTa (*1)

280 241HKH06YTOKCH-4-{6{2-(2-@T0p-5-MGTOECH6€H30®ypaH-6- 1.0 (D) 478 3
HJT)-3THIAMHUHO |-TUPUMHUINH-4 -1} -OCH30HHASA KHCIO0TA

281 3-I'mapokcu-4-(4-{6-[2-(1H-uHx0I-6-UIT)-3TUIAMHUHO | - 0.7 (D) 4112

NHPUMHAHH-4-11} -(peHuI)-nuKkI00yT-3-¢H-1,2-100H
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282 2-3TOKCI/I-6-MCTOKCI/I-4-{6-[2-(3-MCTOIfCI/IHa(I)TaJ'II/IH-Z-I/IJ'I)- 0.9 (D) 4743
STHJIAMUHO | -THPUMUAUH-4 -1 } -O0¢H30HHag kucaora (*1)

283 3-(5-{6-[2-(7-PTOPXUHOTUH-6-UT)-ITUIAMHUHO | -THPUMHUIHH-4 - 0.6 (D) 4533
H7}-3-METOKCUTHO(EeH-2-HII)-0KCETaH-3-0J1

284 2-3T01<cn-4-{6-[2-(3-Hsonponoxcnﬁa(IiTannH-Z-nn)- 1.1 (D) 472 4
STHJIIAMHHO | -THPUMHUINH-4 -1 } -OCH30WHas KucmoTa (*1)

285 4-[6-(2-XpOMaH-7-Hna'rfmaMHHo)-HI/IpI/IMI/I/:[I/IH-4-I/IJ1]-2- 0.8 (D) 4221
METHJICY Tb(paHHIOCH30 HHASI KHCI0TA
2-Ot1oxcu-4-{6-[2-(7-meTOKCH-2,3-

286 |muruapoOcH30[1,4]|IHOKCHH-6-HIT)-3TUIAMHUHO |-TUPUMHUAIUH-4 - 0.8 (D) 452.3
w1} -0cH30WHAA kucaoTa (*1)

287 2-LII/IKII06yTOKCIrI-4-{6-[2-(1-M€TI/IJ‘I-11‘I-I/IHZ[OJ‘I-6-I/IJ‘I)- 0.9 (D) 443 3
STHJIAMUHO | -THPUMHAAWH-4 -1 } -OCH30WHAA KHUCIIOTA
2-Iukmo6yTokcu-4-{6-[2-(7-MmeTHA-2,3-

288 |auruapoOcH30[1,4]|IHOKCHH-6-HIT)-3TUIAMHUHO |-TUPUMHAANH-4 - 0.9 (D) 462.1
u}-OCH30WHAA KHCI0TA
(2-Otoxcu-4-{6-[2-(4-meTundeu3o[b|ruodpeH-5-1m)-

289 |3THIAMWHO |-MUPUMHIWH-4-11}-(PCHUT)-YKCYCHASA KHCJIOTA 0.8 (D) 448
*D

200 (2-Otoxcu-4-{6-[2-(6-meTunOCcH30 [b|THOPCH-5-11T)- 0.8 (D) 448
STHIAMHHO |-THPUMUAHH-4 -1 } -(DeHHUIT)-YKCYCHAsI KHCJIOTA

201 4-[6-(2-BGH30TI/I330J'I:5-I/IJ'ISTI/IJ'IaMI/IHO)-HI/IpI/IMI/II[I/IH-4-I/IJ'I] -2- 0.8 (D) 447 3
nuKI00YTOKCHOCH301THAA kucioTa (*1)
4-{6-[2-(8-Metun-2,3-guruapooeHso[1,4| snoKCHH-6-1T)-

292 |3THJIAMUHO |-MHPUMHINH-4 -1 }-2-MSTHICY Ib(QaHUIOCH30 T HAL 0.8 (D) 438
KHCJIOTA

293 4-[6-(2-BeH3(3(pypaH-6-HnaTnnaMHHo)-anHMI/I}mH-4-HH]-2- 0.8 (D) 4043
3TOKCHOCH30#Has kucaora (*1)

294 Amun 5-{6-[2-(1H-I/IH/:[(3J1-6-HJ1)-aTnnaMHHo]-HI/IpI/IMI/I/:[I/IH-4- 0.7 (D) 364.2
U} -THO (PeH-2-KapOOHOBOH KHCIOTHI

295 2-L1m<no6yT01<cn-4-{6-[2-(2,3-;:mrn;:[pf)Gensoq)ypaH-6-nn)- 0.9 (D) 4323
STHJIAMHHO | -THPUMUIHH-4 -1 } -OCH30WHAST KHCJIOTA

206 2-3T01<cn-4-{6-[2-(4-M€THH66H30[b]TIEod;)eH-S-nn)- 0.9 (D) 4343
STHJIIAMHHO | -THPUMUINH-4 -1 } -OCH30WHAa KucIoTa (*1)

207 (2-Otoxcu-4-{6-[2-(3-meTundeH30 [b]THOPCH-5-1T)- 0.8 (D) 448 4
STHJIAMUHO | -THPUMHIHH-4 -1 } -(DEHIIT)-YKCYCHAsI KHCJIOTA
(2-Otokcu-4-{6-[2-(5-meTokcu-1-meTHa-1H-unna301-6-u1)-

298 |3THJIAMUHO |-MHPUMHIHH-4-11}-(PCHOKCH)-YKCYCHAsA  KHCJIOTA 1.1 (D) 478.3
*D

209 (2-Otoxcu-4-{6-[2-(6-meToKCHOCH30[ 1,3 | AMOKCOT-5-HT)- 0.7 (D) 452 3
STHIAMUHO | -THPUMAAHH-4 -1 } -(DEHHUIT)-YKCYCHAsI KHCIOTA

300 2,6-HI/IM€TOKCI/I-4-{6-[2-(3-MeTOKCI/IHaEI)TaJ'II/IH-Z-I/IJ'I)- 0.8 (D) 4602
STHJIIAMUHO | -THPUMUAWH-4 - } -OCH30WHAg kucmora (*1)

301 (4-{6-[2-(7-Xn0p-8-pTOPXHUHOTUH-0-UT)-3THIAMHHO | - 0.7 (D) 497 3
MHPUMHAIWH-4-HIT}-2-3TOKCH(CHOKCH)-YKCYCHAd Kucmora (*¥1)
5-(4-{6-[2-(1-MeTunHapTATHH-2 -HIT)-3TUIAMHHO | -
mupuMuAIuH-4-un}-pernn)-[1,2,4]okcagnaszon-3(2H)-on

302 [TayTomepHas (popma: 5-(4-(6-((2-(1-meTumHAPpTATHH-2 - 0.9 (D) 4243
HIT)3THI)aMUHO )TupUMUANH-4-1n)pernn)-[1,2,4Jokcagnazon-
3-ou]

303 {4-[6-(2-ben3o[b]THO(pCH-5-HI3THAAMIHO ) -TUPUMHUIUH-4 -1 | - 0.8 (D) 436.2
2-metuacyab(panuaeHns } -ykcycHas kucaora (*1)

304 4-{6-[2-(5,7-AupTOoOpXUHOTUH-6-UT)-3THIAMHHO | -THPAM HIHH - 0.8 (D) 4513

4-un}-2-3TokcudOeH30HHAA kucaoTa (*1)
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MC
tg [MuH] JAHHBbIE,
Opum. Coennnenue CKX-MC) m/z
[M+H]"
(4-{6-[2-(6-MeTundeunso[b]TuopeH-5-1m)-3THIAMHHO |-
305 |mupuMUAUH-4-UT}-2-METUICYIb(AHHIPCHUT)-YKCYCHAA 0.9 (D) 450.1
kucjgoTa (*1)
306 2-L[m(no6yT01<cn-4-{6-[2-(3-MeTHHGelfso[b]TI/IO(I)eH-S-Hn)- 1.0 (D) 4601
STHJIAMHHO | -THPUMUIHH-4 -1 } -OCH30WHASL KHCJIOTA
307 2,6-Iudrop-4-{6-[2-(1H-uHA0T-6-HT)-3THIAMHIHO | - 0.7 (D) 367 4
OHPUMHAWH-4-U1} -(PeHoNn
{4-[6-(2-ben3o[b]THO(DCH-5-HIITHAAMHIHO)-2 -
308 |MeTuamHpPUMHAHH-4-MII]|-2-3TOKCH(PCHUT}-YKCYCHAs  KHCJIOTa 0.8 (D) 4483
*1
300 4-[6-(2-Xp01\/£aH-7-PIJISTI/IJIaMI/IHO)-HI/IpI/IMI/II[I/IH-4-I/IJ'I]-2- 0.8 (D) 420 3
3TOKCHOCH30HAs KHCIOTA
310 4-{6-[2-(2,3-I[I/II‘I/II[p06eH30[1,4]I[I/IOI(CI/IH-6-I/£J‘I)-3TI/IJ‘IaMI/IHO]- 0.7 (D) 424 3
NHPUMHIANH-4 -1} -2-MeTHICY Ib(paHuI0CH30 HHASI KHCIOTA
311 {4-[6-(2-BeH30(PypaH-5-HIITHIAMAHO )-THPUMUIHH-4-HJT|-2 - 0.7 (D) 418
STOKCH(CHUT }-YKCYCHAS KUCIIOTA
312 2-3T0Kcn-4-{6-[2-(3-MeTI/maMI/IHOHa(pIaJH/IH-Z-Hn)- 0.9 (D) 443
STHJIIAMHHO | -THPUMHAAWH-4-H } -0CH30WHAg kucmora (*1)
2-(2-2T1okcu-4-{6-[2-(7-meTOKCH-2,3 -
313 |auruapoOcH30[ 1,4 ITHOKCHH-6-HIT)-3THIAMHAHO |-TUPHUMUANH-4 - 0.8 (D) 510
ui}-(EeHOKCH)-2-METHINMPONHOHOBAS KUCIO0TA
314 (2-Otoxcu-4-{6-[2-(8-propHadTamuH-2-UIT)-3TUIAMHHO |- 0.8 (D) 446
MHPUMHIWH-4 -1} -(peHIT)-yKCcyCcHas kucaora (*1)
315 2-3TOKCI/I-4-{6-[2-(6-M€TOKCI/I6€H30[1,“3]Z[I/IOKCOJ'I-5-I/IJ'I)- 0.8 (D) 4383
STHJIAMHHO | -THPUMHUAWH-4 -1 } -OCH30HHAS KUCJIOTA
CIIoKHBIH METHUIOBBIN 3¢up (3-3TOKCH-5-{6-[2-(1-
316 |verumHA(TATHH-2-HT)-3THIAMUHO |-THPUMUIWH-4 -0 } - 1.2 (D) 462.3
THO(PEeH-2-UJT)-YKCYCHOH KHCJIOTHI
317 4-[6-(2-BeH3(3(pypaH-5-nnarnnaMHHo)-anHMI/I}mH-4-HH]-2- 0.8 (D) 4043
3TOKCHOCH30#Has kucaorta (*1)
318 [2-(5,7-AudTopXUHOTHH-6-HT)-3THI|-(6-H30 XUHOTHH-6- 0.6 (D) 4141
HIMHPUMHIUH-4-11T)-aMUH
319 4-{6-[2-(lH-I/IHAOII-S-I/[j'I)-:-)TI/II[aMI/IHO]-l'II/IpI/IMI/I/I[I/IH-4-I/IJ'I}-2- 0.7 (D) 405
METHJICY JIb(paHHIOCH30 HHASI KHCJI0TA
320 4-[6-(2-BeH30[b]Tnoqu)eH-S-Hna'mnaMHHo)-anHMI/I/:[I/IH-4-I/IJ1]- 0.8 (D) 436.1
2,6-TUMETOKCHOCH30THAA KHCJIOTA
321 2-{4-[6-(2-BeH30[b] THO PCH-5-HAITHIAMHHO ) -THPUMHATHH-4 - 0.9 (D) 478 3
ui]-2-3TOKCH(PEHOKCH } -2 -METHINPOIHOHOBAS KUCIO0TA
322 2-L[I/1Kn06y1‘01<cn-4-{6-[2:(lH-I/IH/:[on-S-Hn)-aTHnaMHHo]- 0.8 (D) 429 4
NHPUMHIWH-4-11} -0CH30HHAsI KHCIO0TA
6-{6-[2-(7-MeTokcu-2,3-guruapoocH3o[1,4]| IHOKCHH-6-HIT)-
323 |stunamwuHO|-mupuMuanH-4-un}-1H-wax00-3-kapOoHOBAA 0.6 (D) 447
KHCJIOTA
324 4-{6-[2-(8-Xnop-2,3-;[Hrn;[pOGenso[1,4]}:[1/101<cy£1{-6-1/m)- 0.8 (D) 456.4
STHIIAMHHO | -THPUMAAWH-4-HIT } -2 -3TOKCHOCH30HHAA KHCI0TA
325 4-{6-[2-(6-I[I/I(I)T0pMeTOKCI/166H30[1,3]2[HOKCOJ1:5-I/IJ‘I)- 0.8 (D) 4743
STHJIIAMUHO | -THPUMHUIWH-4-HIT } -2 -3TOKCHOCH30HHAA KHCI0TA
(4-{6-]2-(4-MeTundeu3o[b]Tuo pecH-5-1T)-3THTAMHHO | -
326 |mupuMuAuH-4-uI}-2-MEeTUICYIb(GaHIIPEHNUT)-YKCYCHAA 0.8 (D) 450.4
kucmaota (*1)
327 2-3TOKCI/I-4-{6-[2-(7-M€TI/IJ‘I-2,3-Z[I/IFI/IZ[p06eH“30[1,4]£[I/IOKCI/IH- 0.8 (D) 436
6-HJ1)-3TUIAMHUHO | -THPUMHUINH-4 -1 } -OCH30HHAsA KHCI0TA
328 4-{6-[2-(1H-UHa0N-6-HI)-3TUIAMUHO |-TUPUMHUAUH-4-UT }-2 - 0.7 (D) 4053

METHJICY Ib(paHHIOCH30 HHASI KHCIO0TA
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MC
tg [MuH] JMAHHBIE,
Opum. Coennnenue CKX-MC) m/z
[M+H]"
4-{6-[2-(7-MeTokcu-1,2,3,4-TeTparuAPOXUHOIUH-6-HJI)-

329 |3THIAMHHO|-MHPUMHINH-4-H11T}-2-METHICY Ib(PaHUIOCH30 HAL 0.6 (D) 450.2
kucjgoTa (*1)

330 [2-(5,7-AudTopxunoaun-6-un)-31uia|-[6-(1H-unxon-5-um)- 0.6 (D) 402.1
NHPUMHANH-4 -1 -aMUH

331 2-{6-[2-(1-MeTunHa(pTaTuH-2-HT)->THIAMHHO | -THPUMHIHH-4 - 1.0 (D) 4233
un}-1H-uH101-6-kapOOHOBAS KHCIOTA

332 {4-[6-(2-XpomaH-7-UI3TUIAMHUHO )-TUPUMHUAUH-4-11] -2 - 0.8 (D) 4343
STOKCH(CHHUT } -YKCYCHAS KUCJIOTA

333 2-LII/IKII06yTOKCI/I-4-{6-[2-(1,3-I[I/I(I)Top“Ha(l)TaJ'II/IH-Z-I/IJ'I)- 1.1 (D) 4761
STHJIIAMHHO | -THPUMHAAWH-4 -1 } -OCH30WHag kucmora (*1)

334 4-{6-[2-(1,3-I[H(l)TOpHa(I)TaJ'II/IH-Z-I/EJ‘I)-STI/IJ‘I&MI/IHO]- 1.0 (D) 450 1
MHPUMHIWH-4-HIT}-2-3TOKCHOCH30 WHAA kucaoTa (*1)
5-{6-[2-(1,3-AudpropradTanuu-2-ua)-3THIAMHHO |-

335 |mupumuawH-4-un}-3-3TOKCUTHO PCH-2-KapOOHOBAS KHCTI0Ta 1.1 (D) 455.9
*1
4-{6-[2-(1,3-AupropHadTanwH-2-HIT)-3TUITAMHAHO | -

336 |mupumMuaWH-4-11}-2-MSTHICYIb(QAHUIOCH30 HHASL KHCIIOTa 1.0 (D) 4523
*1

337 2-(4-{6-]2-(7-MeTtokcu-2,3-guruapoocH3o[1,4]| IHOKCHH-6-1T)- 0.7 (D) 434
STHIAMHHO |-THPUMUAHH-4 -1 } -(DeHIIT)-aKpHIOBasl KHCIOTA

IIpumep 338: 3-{3-OToKCcH-5-[6-(2-XHHOJIHUH-6-UIITHIAMHUHO)-NTHPUMHUAHH-4-
uial-tuoden-2-na}-[1,2,4]Jokcagnazon-S(4H)-on [rayromepnas ¢opma: 3-(3-
3TOKCH-S-(6-((2-(XHHOIHUH-6-UJT)ITHI)AMHHO )ITUPUMHUANH-4-Ua)THOPEH-2-1JT)-
[1,2,4]oxcanua3zon-S-o0.J]

Cnenyss obOmeii wmetomuke D ¢ wucnonb3oBanueM  3-(3-3Tokcu-5-(6-
THIPOKCUIUPUMUANH-4-un)Tuopen-2-un)-[1,2,4Jokcagnaszon-5-ona "
auruapoxiopuna  2-(XMHOJNMH-O-WJI)3TaH-1-aMHMHA,  YKa3aHHOE B 3aroJIOBKE
COEMHEHHUE MOJYyYarT B BUIE OJeqHO-KenToro TBepaoro Bemectsa. XKX-MC B: tg =
0.67 mun;, [M+H]" = 461.07.

a) 3-(3-DTokcH-5-(6-ruAPOKCHNIHPHUMHAUH-4-UI)THODEH-2-U]T)-
[1,2,4]oxkcanuna3ona-S-oa

Cycnensuro 3-(3-3TOKCH-5-(6-METOKCHITUPUMHUANH-4-1T)THOD EH-2-111) -
[1,2,4]okcanuazon-S-ona (5180 mr, 12.1 mmons) B HCI (4M B mumokcane, 100 mur)
HarpesatoT npu 100°C B Teuenue Houu, oxaaxaarT Ao KT, u pacTBopuTtens 4aCTUYHO
ynansoT. TBepabli OCTAaTOK OT(QHUIBTPOBBIBAIOT, IMPOMBIBAsS BOAOW, M CyIIaT B
BBICOKOM BaKyyMe C IMOJy4€HHEeM YKa3aHHOTO B 3arojloBK€ COEJUHEHHUS B BHUJE

CBETIIO-’KeNTOro Teepaoro semectsa. JKX-MC B: tg = 0.66 mun; [M+H]" = 307.01.
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b) 3-(3-ITokcHu-S-(6-MeTOKCHNHPUMHUANH-4-HI)THO(PeH-2-111)-
[1,2,4]oxcaana3zon-S-o0

K  cmecu  3-stokcu-N'-ruapokcu-5-(6-MeTOKCUNTUPUMUIUH-4-U)THODEH-2-
kapookcumugamuaa (6930 mr, 22.6 mmonb) u DBU (8.62 mn, 56.5 Mmonb) B cmecH
auokcan/JIMCO (3:2, 220 wmn) npobaBasror CDI (5498 wmr, 33.9 wmmons). PM
nepemewmnBaroT npu 100°C B Teuenue 30 muH, 3areM oxjaaxaaioT 10 KT. Ynapusanue
pactBoputens u pactupanue B 2 H. HCI maeT ykaszaHHOe B 3aroJIOBKe€ COCIMHEHHE B
BHJIE KeJNTOro TBepaoro BemectBa (7.15 r, 99%). XKX-MC A: tg = 0.89 muH,; [MJrH]+
=321.14.

c) 3-Otokcu-N'-ruapokcu-S-(6-MeTOKCHNIHPUMHUANH-4-UJT)THO(PEeH-2-
Kap0oKcHUMHIAMH/

Cycnensuto  3-3TOKCH-5-(6-MeTOKCUNTUPUMUIUH-4-1)THO]eH-2-kapOoHUTpHIa
(6860 wmr, 24.7 mmounb), TEA (10.3 mi, 74 MMOJb) U TUAPOXJIOPHUIA THAPOKCUIIAMHUHA
(2.59 wmn, 61.7 mmonb) B EtOH (220 ™miy) HarpeBaroT B cocylne C OOpaTHBIM
XOJIONMJIBHUKOM B TedeHue 3 4, 3ateM oxinaxaarT 1o KT u oOpabarsiBatoT Bomoit (30
mia). JKenrtoe TBepmoe BemecTBO OT(PUIBTPOBBIBAIOT M CYIIAT B BBICOKOM BaKyyMe.
QunbTpar  KOHUEHTPUPYIOT U  TBEPAOE  BEIIECTBO  pPAacTHPAOT B  BOJAE,
OTPUIBTPOBBIBAIOT U OOBEAMHSAIOT C NEPBOM mNopuued npoaykTa. YKa3zaHHOE B
3arojIoBKe COeIUHEHHE MOJYYalT B BUJAE JKeJITOro Teepaoro semectsa (6.93 r, 95%).
XKX-MC B: tg = 0.62 mun; [M+H]" = 295.23.

d) 3-OToKkcH-5-(6-MeTOKCHNTUPUMHUAHH-4-UI)THOPEH-2-KAPOOHHUTPHI

K cycnensuu 3-3TokcH-5-(6-MeTOKCUTTUPUMHUANH-4-UJT)THODEeH-2-KapOokcaMuaa
(6940 wmr, 224 wmmoar) B JAMPA (130 ma) npu 0°C mopumsiMmu noOaBISIFOT
XJIOPAHTUAPUN LHUAHYPOBOWM KuciaoThl (6248 wmr, 33.5 wmMmonb). PM 3artem
nepememnBaroT npu KT B Teuenue 45 muH. Ee oxnaxparor no 0°C u pazbaBisiorT
Bonoii. TBepnoe BemecTBO OTQUIBTPOBBIBAIOT, MpOMbIBass Bogou u 3atem EtOAc, u
cymaT B BBICOKOM Bakyyme. QuibTpaT [Ba pasa 3KcTparupyioT ¢ nomoubio EtOAc,
0o0beIMHEHHbIE OPTraHMYECKHE CJIOM INPOMBIBAIOT COJIEBBIM PACTBOPOM, CYIIAT HAaj
MgSO,4, GUNBTPYIOT U KOHLEHTPHPYIOT NMPU MOHMKEHHOM paapieHun. OO0e mopuuu
TBEPAOTO BEIIECTBA OOBENHHSIOT C MOJYYEHUEM YKA3aHHOTO B 3arOJIOBKE COEIMHEHHS
B Bune OexeBoro tBepmoro BemectBa (5.49 1, 94%). XKX-MC B: tg = 1.00 muH;
[M+H]" = 262.26.
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e) 3-OToKkcH-5-(6-MeTOKCUNTUPUMHANH-4-HJI)THO(peH-2-KapOokcamMug

K pactBopy 3-3TOKCH-5-(6-METOKCUNUPUMUIANH-4-UT)THODEH-2-KapOOHOBOMH
kuciotel (7410 mr, 26.4 mmonp) B TT'® (140 ma) npu KT nobasnsaror CDI (4861 wmr,
29.1 mmounb). PM nmepememuBatoT B Tedenue 30 muH, 3atem gobasisitor NH4OH (25%
pactBop, 61.1 mu, 397 mmons), u PM nepememusator npu KT B Teuenue 30 muH,
3aT€M KOHLEHTPUPYIOT NPU MOHMXEHHOM JaBJIE€HMHU, U OCTATOK PacTUpPAKOT B 2 H.
HCl. YkazaHHOe B 3arojioBke COEIHWHEHHE OT(UIBTPOBBIBAIOT, CYIIAT B BBICOKOM
BaKyyMe, U MOJIYYAlOT B BUIE KEJITOTO TBepaoro BemecTsa (6.94 r, 94%). )KX-MC B:
tg = 0.79 mun; [M+H]" = 280.22.

f) 3-Drtokcu-5-(6-meToKCHNUPUMHANH-4-HJI)THOEH-2-KapOoOHOBas
KHCJIOTA

Cycnensuro MEeTHUJ 3-3TOKCH-5-(6-METOKCHITUPUMHUANH-4-1T)THOD SH-2-
kapOokcunara (7870 wmr, 26.2 mmons) B MeOH (210 ma) u NaOH 2M (38.8 mia, 419
MMOJIb) nepeMemnBaT B TedyeHne Houn npu KT. 3aTem ee MOAKUCIAIOT ¢ MOMOIIBIO
HCl 24.5% (8 H.) (60 mn), MeOH ygmanamoT B BakyyMe€ U B3BeCb (UIBTPYIOT C
MOJIyYeHHEM YKAa3aHHOTO B 3arojIOBKE COEAWHEHUS B BHAE JKEJITOTO TBEPAOTO

Bemectsa (7.41 1, 99%). )KX-MC B: tg = 0.77 mun; [M+H]" = 281.19.

g) Mertua 3-3TOKCH-5-(6-MeTOKCHNIMPUMHAHH-4-HJI)THO(pEH-2-
kapOokcujaar
Cwmech METHJT 3-3ToKCcu-5-(4,4,5,5-Terpamerun-1,3,2-nuokcaboponan-2-

wn)tuoden-2-kapookcmnara (10520 mr, 30 MMomb), 4-XI0p-0-METOKCUTHPUMHUIANHA
(4645 wmr, 31.5 mmons), Pd(dppf)Cl,- AXM (2449 wmr, 3 MMOJib) MU MOHOTHIpATA
Tpex3amemmeHHoro ¢ocdara xanus (20719 mr, 90 mmons) B Bome (4 mu) u MDA
(150 mu) merasupyrT B TedeHue 20 MUH B MOTOKE a30Ta, 3aT€M MEPEMEIIHBAOT MPH
KT B Teuenue 1 u 15 mun. PM ¢punpTpyror uepes neaut, GuiIbTpaT KOHIEHTPUPYIOT B
BaKyyMe, OCTaToOk pacmpenensitoT Mexay Bojxoll m EtOAc. Opranuueckuil cioi
JOTIOJTHUTEJIBHO MPOMBIBAIOT COJIEBBIM pacTBOpoM, cymat Hag MgSO4, GunbTpyroT u
KoHIeHTpupyT. Ounctka ¢ nmomompbio P®X (renran/EtOAc, or 1:0 mo 0:1) maer
yKa3aHHOE B 3aroJIOBKE COEIMHEHHE B BHIE JKEJTOro TBepaoro Bemectsa (7.87 T,

89%). KX-MC B: tg = 0.93 mun; [M+H]" = 295.18.
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h) Metua 3-3Tokcu-5-(4,4,5,5-terpamerun-1,3,2-nuoxcadoponan-2-
Ha)THO(eH-2-KapOoKcHIaT

Yka3zaHHO€ B 3aroJIOBKE€ COCAWHEHHE IMOJy4aroT B COOTBETCTBUU C CHHTE30M
A.2.9., ucnonb3ysi MeTHJ 3-3TOKCHTHO(EH-2-kKapOOoKcHiIaT, B BUae 0€JI0oro TBEPAOTO

semectsa; JKX-MC B: tg = 0.63 mun; [M+H] = 313.13.

Mpumep 339: 3-(3-OTokcu-5-{6-[2-(1H-uHg01-5-11)-3THIIAMHHO |-
nupuMuanH-4-ui}-Tuodpen-2-ui)-[1,2,4]okcagnaszon-S(4H)-on [TayTomepHas
dpopma: 3-(5-(6-((2-(1H-uHa01-5-1A)3THJI)aMUHO ) MTHPUMHANH-4-1J1)-3-

3TOKCUTHO(PeH-2-ui)-[1,2,4]okcaaunaszon-S-oa] (*2)

Cnenys obmeit wmeromuke D ¢ wucnonp3oBanuem  3-(3-3TOKCH-5-(6-
TUAPOKCUNUPUMUIHH-4-un)Trnoden-2-un)-[1,2,4]okcanunazon-5-ona (Ilpumep 338-a) u
2-(1H-unnon-5-un)stan-1-aMuHa, yKa3aHHOE B 3aroJIOBKE COEAMHEHHE IOJYYaKT B
BHJIE€ OYeHb OJiemHO-kenToro TBepaoro semectsa. XXX-MC B: tg = 0.86 mus,; [M+H]"
= 449.04.

IIpumep 340: 3-{5-]6-(2-Ben3o[b]Tuoden-S-undTuiaMuHo)-nupuMuAH-4-
ui|-3-3Ttokcutuoden-2-uia}-[1,2,4Joxcaguazon-S(4H)-on [Tayromepunas popma: 3-
(5-(6-((2-(0en3o|b]THopeH-5-NI)ITHI)aMHHO) MU PUMHANH-4-UJ1)-3-ITOKCUTHO D EH-
2-ua)-[1,2,4]okcanuazon-S-oa|

Cnenyss obmeidi wmeronquke D ¢ wucnons3oBanueM  3-(3-3TOKCH-5-(6-
TUAPOKCUTTUPUMHUANH-4-11)THodeH-2-un)-[1,2,4]okcaanazon-S-omna (Ilpumep 338-a) u
ruapoxjopuna 2-(6enzo[b]tuoden-5-un)sran-1-amuna (A.1.26.1.), ykazaHHOe B
3arojIOBKe COeIMHEHHUE IMOJIy4arT B Buae OexkeBoro TBepaoro Bemectsa. JKX-MC B:
tg = 0.94 mun;, [M+H]™ = 465.72.

Hpumep 341: 3-(3-Otokcu-5-{6-[2-(7-meTnan-2,3-guruapodenso[l,4]|anoxkcun-
6-UJ1)-3THJIAMHUHO |-THPUMHANH-4-ua}-THOPeH-2-ni)-[1,2,4]okcagnazon-S(4H)-on
[TayTomepHnas ¢opma: 3-(3-3Tokcu-5-(6-((2-(7-merna-2,3-
auruapodenso[b][1,4]An0KCHH-6-UT)ITHI)AMHHO)IHPUMHANH-4-UI)THOPEH-2-
ui)-[1,2,4Joxkcaguaszon-S-o.j

Cnenys obmeit wmetommke D ¢ wucnonpzoBanmeM  3-(3-3TOKCH-5-(6-
TUAPOKCUTTUPUMUIHH-4-un)TrnodeH-2-un)-[1,2,4]okcannazon-5-omna (Ilpumep 338-a) u
2-(7-metun-2,3-nuruapodenso[b][ 1,4 nuokcun-6-un)stan-1-amuaa (A.1.71.1.),
yKa3aHHOE B 3ar0JIOBKE COEIMHEHHE MOJYy4YaroT B BUAE O€KEBOTO TBEPIOrO BELIECTBA.

K X-MC B: tg = 0.90 mun; [M+H]™ = 481.73.
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Hpumep 342: 3-(3-OTokcu-5-{6-[2-(6-meToxkcudenso|b]Ttuoden-S-uma)-
3THJAMHUHO |-TUPUMHAMH-4-UJ}-THOeH-2-una)-[1,2,4]okcaaunazon-S(4H)-on
[TayTomepHnas ¢opma: 3-(3-3ToKCcH-5-(6-((2-(6-MeToxkcuOen3o[b]Tuoden-S-
HJ1)3THJ)AMUHO)THPUMHUAUH-4-ua)THopen-2-uua)-[1,2,4]oxkcagnaszon-S-o04]

Cnenys oOmeii wmetomuke D ¢ wucnonbzoBanueM  3-(3-3TokCcu-5-(6-
TUAPOKCUTUPUMHANH-4-11)TuodeH-2-un)-[1,2,4]okcanuazon-5S-omna (Ilpumep 338-a) u
TUIPOXJIOpUIA 2-(6-meTokcubenzo[b]ruoden-5-un)sran-1-amuna (A.1.31.1),
yKa3aHHOE B 3ar0JIOBKE COCIMHEHHE MOJYy4YaroT B BUAE O€KEBOTO TBEPIOrO BELIECTBA.

KX-MC B: tg = 0.96 mun; [M+H]" = 495.97.

HIpumep 343: 3-(3-OTokcu-5-{6-[2-(1H-ung01-6-1J1)-3THIAMHHO |-
nupuMuaAnH-4-ui}-tuoPpen-2-ui)-[1,2,4]okcaguazon-5(4H)-on [TayTomepHas
dpopma: 3-(5-(6-((2-(1H-uHA01-6-1N)3THJI)aMUHO ) THPUMHAHH-4-11)-3-

3TOKCUTHO(PeH-2-ui)-[1,2,4]okcanuna3zo-S-oa|

Cnenys obmeit wmetommke D ¢ wucnons3oBanuem  3-(3-3TOKCH-5-(6-
TUAPOKCUTTUPUMUIHH-4-un)TrHodeH-2-un)-[1,2,4]okcannazon-5-ona (Ilpumep 338-a) u
2-(1H-unnon-6-un)stan-1-amuHa (A.1.41.1.), ykazaHHOe B 3aroJIOBKe COEJUHEHUE
NMOJy4alT B BUAE He coBceM Oenoro teepnoro BemecTBa. XKX-MC B: tg = 0.86 mums,;
[M+H]" = 449.08.

IIpumep 344: 3-{5-[6-(2-ben3o[1,3|auoKCOI-5-HAITHIAMHUHO)-NTHPUMHUAHH-4-
uia)]-3-3rokcutuoden-2-un}-[1,2,4Jokcaguaszon-5(4H)-on [Tayromepuas ¢popma: 3-
(5-(6-((2-(0en3o[d][1,3]an0oKCON-5-HII)ITUI)AMHHO)THPHUMHANH-4-1JT1)-3-
sTokcuTuoden-2-un)-[1,2,4Jokcaauazon-S-o.Jj

Cnenys obOmeit wmeromuke D ¢ wucnomszoBanueM  3-(3-3TOKCH-5-(6-
TUAPOKCUNUPUMUIUH-4-un)THodpeH-2-un)-[1,2,4]okcanuazon-5-ona (Ilpumep 338-a) u
2-(6ens3o[d][1,3]nuokcon-5-un)stan-1-amuna (A.1.80.1.), yka3aHHOe B 3arojiOBKe
COeMHEeHue MoNy4yarT B Buae Oejoro TBepaoro BemecrBa. JKX-MC B: tg = 0.88 muH;
[M+H]" = 454.02.

IIpumep 345: 3-{3-DTokcu-5-[6-(2-HapTAIUH-2-UIITHIAMHUHO)-NTHPUMHIHH-
4-ual-tuoden-2-ua}-[1,2,4Jokcagnazon-S(4H)-on [rayromepnas dopma: 3-(3-
3TOKCH-5-(6-((2-(HapTaNUH-2-HJI)ITHI)AMHHO )IUPUMHUAUH-4-UT)THODEeH-2-11)-
[1,2,4]oxcaaua3zon-S-o0.]

Cnenys obmeit wmeromuke D ¢ wucnonszoBanmeM  3-(3-3TOKCH-5-(6-
TUAPOKCUTTUPUMUIHH-4-un)TrHodeH-2-un)-[ 1,2,4]okcannazon-5-ona (Ilpumep 338-a) u

2-(napranun-2-mn)3tan-1-amuna (A.1.5.1.), ykazaHHO€ B 3arojloBKe€ COEJUHEHHUE
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MOJIy4arT B BUIE keaToro TBepaoro semectsa. KX-MC B: tg = 0.97 muH; [M+H]+ =
460.05.

Hpumep 346: 3-(5-{6-12-(5,7-AndpTOpXMHOIHH-6-HJI)-ITHIAMHHO]-
NUPHUMHUANH-4-UJ}-3-3TOKCUTHODEeH-2-ua)-[1,2,4]okcaguazon-S(4H)-on
[TayTomepHnasn dopma: 3-(5-(6-((2-(5,7-anpTOopxHHOJINH-6-
WJ1)3THJI)AMHUHO)MTHPUMHUAUH-4-11)-3-3TOKCcuTHO(PEeH-2-1uj)-[1,2,4]okcaana3zon-5-
o]

Cnenys obmeit wmeromuke D ¢ wucnomszoBanueM  3-(3-3TOKCH-5-(6-
TUAPOKCUNUPUMUIUH-4-uj)THodpeH-2-un)-[1,2,4]okcanuazon-5-ona (Ilpumep 338-a) u
rugpoxiopuna 2-(5,7-pudpropxuHonun-6-un)sran-1-amuna (A.1.55.1.), yka3zaHHoe B
3arojIoBKe COeIMHEHUE MOJy4arT B Buae Oenoro TBepaoro Bemectsa. XKX-MC B: tr
= 0.90 mun, [M+H]" = 496.70.

HIpumep 347: 3-JTokcu-5-{6-[2-(7-pTOPXHHONHUH-6-UJT)-ITHIAMHHO]-
nupuMuAnH-4-ua}-N-ruapoxkcuTuoden-2-kapdokcaMmuany

Cmech 3-3ToKCU-5-(6-((2-(7-TOPXUHONUH-6-UIT)3THI )AMUHO ) TUPUMHIHTH-4 -
wi)tuopen-2-kapbonutpuna (50 mr, 0.119 mMmonap), rugpoxsiopuna THAPOKCHAMHUHA
(16.7 mr, 0.238 mmonb) 1 NaHCO3 (25 mr, 0.298 mmons) B Boge (0.026 mu) u EtOH
(1.00 ma) mepememuBaroT B 3anasHHONW TpyOke mpu 90°C B teuenme 1.5 u. Ilocne
Toro, kak cmech oxyaautcsi a0 KT, ee pa30aBisioT BOAOW W SKCTPArupywT C
nomombr0o EtOAc. Opranuueckuil cioil 3aTeM [ABa pa3a MPOMBIBAIOT COJIEBBIM
pactBopowMm, cymat Hag MgSO,4, GUIBTPYIOT U KOHUEHTPUPYIOT. OCTATOK OYHINAIOT C
nomotuibto npern. XXX-MC ¢ nonydeHreM yKa3aHHOTO B 3aroJIOBKE COEMHEHUS B BUIE
xenToro Teepaoro semectsa. (17.3 mr, 32%). XKX-MC A: tg = 0.70 mun; [M+H]" =
479.02.

a) 3-Dr1okcu-5-(6-((2-(7-¢pTOpXHMHOJIHH-6-HII)ITHI)aAMHUHO )THPUMHANH-4-
Ha)THO(eH-2-KapOOHUTPHI

Cnenyss  obmel  wmeronmmke D ¢ ucnonb3oBaHHeM  3-3TOKCH-5-(6-
TUAPOKCUITUPUMHANH-4-11)THODeH-2-KapOOHUTpHUIIA u TUApOXJIOpUaa 2-(7-
dTopxuHonuH-6-mN)3TaH-1-amuHa (A.1.54.1.), yka3aHHOE€ B 3aroJIOBKE€ COEIUHECHHE
MOJNy4alT B BUAE OexeBoro TBepaoro semectsa. JKX-MC A: tg = 0.78 mun; [M+H]"
=420.16.

b) 3-DTokcH-5-(6-rUAPOKCHNIHPUMHANH-4-UT)THOPEH-2-KAPOOHUTPHI

Cnenys metroauke, onucanHoi ansa Ilpumepa 338-a, ¢ ucnonp3oBaHuem 3-

3TOKCHU-5-(6-MeTOKCUNTUPpUMUANH-4-un)tuopen-2-kapoonurpuna (Ilpumep 338-d),
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yKa3aHHOE B 3aroJIOBKE€ COEAMHEHHUE MOJIYyYaloT B BHAE O€J0Oro TBEPAOro BEIIECTBA.
KX-MC A: tg = 0.69 mun; [M+H]" = 289.01.

IIpumep  348:  3-(3-Dtokcu-S-{6-[2-(7-pTOPXHHOIMH-6-HJI)-3THIAMHHO |-
nupuMuanH-4-un}-tuoden-2-uia)-[1,2,4]oxkcaguazon-S(4H)-oun [TayTomepHasn
¢popma:  3-(3-3TOKCH-5-(6-((2-(7-PTOPXHHOJIHH-6-HI)ITHI)AMHHO)IHPUMHAHH-4-
uia)ruoden-2-ua)-[1,2,4Jokcagnaszon-S-o.]

Cnenyss meronuke, omnucanHou st Ilpumepa 338-b, ¢ mcmonp3oBanuem 3-
3TOKCU-5-{6-[2-(7-OTOPXUHOIUH-6-UJT)-3TUIAMUHO |-TUPUMHUIANH-4-1J | -N-
ruapokcutuodpen-2-kapbokcamununa (IIpumep 347), yka3aHHOE B  3arojiOBKe
COeMHEeHHe MOoNy4aT B Buae Oenoro Teepaoro Bemectsa. XKX-MC A: tg = 0.70 muH;
[M+H]" = 479.02.

HIpumep 349: {6-[4-DToxcu-S-(1H-Terpa3zon-S-ui)-tuoden-2-uial-
NHpUMHUANH-4-ua}-[2-(7-PTOPXUHOIHUH-6-UT)-ITHA]|-aMUH

K CyCNEeH3UHU 3-3ToKCH-5-(6-((2-(7-PpTOpXUHOIUH-O-
WJT)3THJ)aMUHO )TUpUMUIUH-4-un)Tnoden-2-kapoonutpuna (Ilpumep 347-a, 35 wr,
0.0834 mmonb) B Tosyone (0.63 mu) noGammstor Tpumeruiacunmnazua (0.0173 wmo,
0.125 mmonb) u okcun audytunonosa (2.08 mr, 0.00834 mmons). PM nepememuBaioT
npu 110°C B Teuenue 16 u B 3anmasHHON TpyOke, oxnaxzaarT no KT u pacnpenemnstor
Mexay coieBbiM pacTBopoM U EtOAc. Opranunveckue s3xkctpakThl cymat Hagx MgSQOy,
GUABTPYIOT U KOHLEHTPUPYIOT NIPHU NMOHMXKEHHOM nAaBieHHMU. OCTaTOK OUYMINAIOT C
nomoibto npen. BOXX ¢ monydyeHnem ykazaHHOrO B 3arOJIOBKE€ COEAUHEHHUs B BUJE
Genoro Teepmoro BemecTBa (6 Mmr, 15%). XKX-MC A: tg = 0.66 mun; [M+H]™ =
463.06.

Hpumep 350: 4-DrTokcu-2-{6-[2-(1-MeTHAHAPTATNH-2-HI)-ITHIAMHHO]-
NHPUMHUAHH-4-HJI}-THA30JI-S-KapOOHOBAasi KHCJIOTA

K pacTBOpy S5TUIL 4-3TOKCU-2-(6-TUAPOKCUTTUPUMHUIUH-4-UIT)THA30TI-5-
kapOokcunara (59 wmr, 0.2 mmons) B JIM®PA (2 mu) nobasustor TEA (0.14 ma, 1.0
mMonb) u PyBop (156 mr, 0.3 mmonp). PM mnepememmBator npu KT B TeueHue
HECKOJIBKUX MHHYT IO TOJHOTO pPacTBOpPeHUs Hu noOaBisoT ruapoxiopun 2-(1-
meTunHapTanuH-2-un)stal-1-amuaa (A.1.2.1., 56 mr, 0.25 mmons). PM Harpesaror
npu 100 °C B Teyenune 30 MuH B MHUKpOBOJHOBOM npudope. Jobasmsror 10% NaOH
(0.721 mn, 2 mmons), u PM nepememusatotr npu 70°C B Teuenne HOouu. Ouuncrka c
nomoubro npen. JKX-MC naer ykazaHHOE B 3arojIOBKE CO€JUHEHHE B BHJAE XKEJITOrO

tBepaoro BemecTtBa. XKX-MC B: tg = 0.97 muH; [M+H]" = 435.21.
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a) OrTua 4-3TOKCH-2-(6-THAPOKCHUNTHPUMHAUH-4-UJT)THA30J1-5-
kapOokcujaar

Cnenys metonuke, onucaHHON 1A cuHTesa [Ipumepa 338-a, ¢ ucnonb3oBaHuEM
3TUN 4-3TOKCU-2-(6-METOKCUITUPUMUIUH-4-UT)THA30J-5-kapOoKkcuiaTa, yKa3aHHOE B
3aroJIOBKe COEIMHEHHE MONy4alT B Buae xkenrtoro Teepaoro semecrsa. XKX-MC B: tg
= 0.78 mun, [M+H]" = 296.15.

b) OTua 4-3ToKcU-2-(6-MeTOKCHNUPHUMHUIAUH-4-UT)THA30J-S-KapOoKcHIaT

K  pacrBopy otun  4-ruapokcu-2-(6-MeTOKCUMHUPUMUIANH-4-UJT)THA30JI-5-
kapOokcunara (1730 mr, 6.15 mmouns) B IM®PA (40 ma) npu KT B armocdepe aprona
nobasnsroT K,CO; (2168 mr, 15.4 mmouns), u PM Harpesator npu 60°C. JloGaBisitoT
fiomstan (0.749 mn, 9.23 mmonb), u PM nepememmuBaror npu 75°C B TedeHHE HOYH.
3arem ee oxnaxparT 10 KT u nobasnsaroT Boay (75 mu). BogH. cinoit skCcTparupymoT ¢
nomompto  JIXM, opranudeckue sSkcTpakTel cymar (MgSO4), GunbTpyroT H
KOHLEHTPUPYIOT NpPU MOHMKEHHOM JaBJIEHHUM C IMOJY4YEHHEM ChIpOr0 yKa3aHHOIO B
3aroJIOBKE COENMHEHHs B BUIE OpaHXeBOro Teepnaoro emectBa (1.75 r, 76%). XKX-
MC B: tg = 1.04 mun; [M+H]" = 310.24.

c) IOrTua 4-ruapoKcu-2-(6-MeTOKCHNIHUPHUMHAUH-4-HJ)THA30.JI-5-
KapOokcujaar

K pactBopy 6-merokcunupumuguH-4-kapooruoamuna (1000 mr, 5.85 mmons) B
tonyosie (40 mu) mpu KT pmobasnstor mupuausa (1.9 mu, 23.4 MMOJb), MOCHE YEro
nobasnsoT audsTUnOpommanonat (1.52 miu, 8.19 mmonb). PM HarpesarmT B cocyne ¢
oOpaTHBIM XOJIOAMJIBHUKOM B Te4deHHe HouH, 3areM oxjgaxganr 10 KT u
obpadateiBaroT 2 H. HCI. IIponykT ordunsrpossiBaoT. Cioun puibTpaTa pasaessoT U
BOJIH. CJIOH gaBa pa3a skcTparupytor ¢ mnomombio EtOAc. OObenuHeHHBbIE
oprannveckue ciou cymat Hag MgSQOs, dunpTpyroT, ymapusaroT gocyxa. OcTtaTok
Oo0BENMHAIOT C TMepBOH mopuueld NPOAYKTa, NOJydas YKa3aHHOE B 3arojiOBKe
COeMHEeHNEe B BUIE KOpHuHEBOro TBepaoro BemecTBa (1.73 r, 99%). KX-MC B: tg =
0.89 mun; [M+H]" = 282.18.

Hpumep 351: 4-91Ha-2-{6-[2-(1-meTuAHAPTAIHH-2-U]I)-3ITHIAMHHO |-
NUPUMHAHH-4-UJ1}-THA30J-S-Kap0OHOBAasi KHCJIOTA

Cnenys Meronuke, omnucaHHod nns cuHtesa Ilpumepa 350, wucnonbsys
ruapoxgopun 2-(l-merunnapranus-2-un)stan-1-amuna (A.1.2.1.) u stun 4-3tun-2-

(6-THAPOKCUNTUPUMHUANH-4-1I1)THA30JI-5-KapOOKCUIaT, yKa3aHHO€ B  3aroJIOBKe
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COeUHEeHHUEe NOJydarwT B Buie keiaroro Teepaoro sewmectsa. KXX-MC B: tg = 0.97
muH; [M+H]" = 419.05.

a) IT1ua 4-3Tua-2-(6-ruapoKCUHNHPHMHANH-4-HJ)THA30J1-S-KapOoKcuaaT

Cnenys metonuke, onucaHHON aisa cuHTtesa IIpumepa 350-a, ¢ ucnonb3oBaHueM
5Tun  4-3THn-2-(6-3TOKCUIIMPUMUANH-4-UJ)THA301-5-kapOOKcuiIaTa, yKa3aHHOE B
3aroJIOBKE COEJMHEHUE MOJydarT B Buae OexkeBoro teepnaoro Bemectsa. XKX-MC B:
tg = 0.73 mun;, [M+H]™ = 266.26.

b) IOTua 4-3Tua-2-(6-3TOKCHNUPUMHAHH-4-HJI)THA30-5S-KapOoKCcHIAT

K pactBopy merun 2-xiop-3-okcopajnepuanara (0.96 mn, 6.5 mmons) B EtOH (30
M) n00aBisAOT 6-MerokcunupuMuauH-4-kapdoruoamun (1000 mr, 591 mmons), u
CMeCh HarpeBarT B COCYyJe C OOpPaTHBIM XOJOAUIBHUKOM B TeUeHUEe HOUH. Jl0OaBiIsIOT
mMeTHs 2-xnop-3-okcoBanepuaHat (1.31 mu, 8.86 mmonb), u PM nOmosHUTENBHO
HarpeBaroT B COCyae ¢ OOpaTHBIM XOJNIOJUIBHUKOM B TeUeHHUE 24 4, 3aTeM OXJIAXKAAOT
no KT wu o6OpaGareiBator Bomou (15 wn), oxmaxmator a0 0°C. Ocanox
OT(PUIBTPOBBIBAIOT, MPOMBIBasA ¢ nmomombid MeOH, u cymar B BBICOKOM BakyyMe C
MOJy4Y€HHEM YKa3aHHOIO B 3aroJIoOBKE COEJWHEHHUs] B BUJAE PO30BATOr0 TBEPAOIO
BermecTsa (485 mr, 28%). XKX-MC B: tg = 1.07 mun; [M+H]" = 294.20.

IIpumep 352: 3-(4-DTokcu-2-{6-[2-(1-meTHAHAPTATHH-2-HIT)-ITHIAMHHO]-
NUPUMHANH-4-UJ}-THA30a-5-u0)-[1,2,4]oxkcaaunaszon-S(4H)-on [TayTomepHas
dpopma: 3-(4-3TOKCH-2-(6-((2-(1-MeTHAHAPTATHUH-2-UJT)ITHI)AMHUHO)ITHPUMHIUH-
4-un)tuazona-5S-ua)-[1,2,4Jokcaauaszon-S-oa] (*1)

Crnenyss oOmeit weronuke D ¢ wucnonb3oBanueM ruapoxiopuna 2-(1-
MeTHJIHA(TATUH-2-1T)3TaH- 1 -aMuHa (A.1.2.1) u 3-(4-3TOKCHU-2-(6-
TUAPOKCUTTUPUMHUINH-4-UJ)THA30-5-un)-[1,2,4]okcannazon-5-oja,  yka3aHHOE B
3arojIOBKe COeMHEHHE MOJy4darT B BUAe xeaToro Teepaoro semectsa. XKX-MC B: tr
= 1.11 mun; [M+H]" = 475.16.

a) 3-(4-DTokcHu-2-(6-rUAPOKCHNIHPHMHAUH-4-HJT)THA30I-S-UJT)-
[1,2,4]oxcaama3zon-S-o0a

Cnenys MeTonuke, onucaHHol nis cuHTtesa [Ipumepa 338-a, ¢ ucrnonb3oBaHUEM
3-(4-3TOoKCH-2-(6-METOKCUTUPUMHIUH-4 -1 )THA30-5-1m1)-[ 1,2,4]okcanunazon-5-ona,
yKa3aHHO€ B 3aroJIOBKe€ COE€JUHEHHE IOJy4YaloT B BHJAE JKEITOBATOrO TBEPAOTO

semectra. JKX-MC B: tg = 0.68 mun;, [M+H] = 308.17.
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b) 3-(4-DToKCcH-2-(6-MeTOKCHIMPHUMHANH-4-HJI)THA30-5-HJ1)-
[1,2,4]oxcaana3zon-S-o0

Cnenys meronuke, onucaHHoON nis cuHTe3a [Ipumepa 338-b, ¢ ucrnonpb3oBaHueM
4-3Tokcu-N'-rHIpOKCH-2-(0-METOKCUTTHPUMHUANH-4-1JT)THA30J-5-KapOOKCUMUIAMH 1A,
yKa3aHHOE€ B 3arOJIOBKE COEJUHEHHE MOJYYalT B BUJE O€XKEeBOr0 TBEPAOrO BEIECTBA.
XX-MC B: tg = 0.94 mun; [M+H]" = 321.93.

¢) 4-Drokcu-N'-ruapokcu-2-(6-MeTOKCHNIHUPUMHAHH-4-HJI)THA30-5-
Kap0oOKCHUMHIAMH/

Cnenys metonuke, onucaHHol s cuHtesa [Ipumepa 338-c, ¢ ucrnonb3oBaHUEM
4-3TOKCHU-2-(6-METOKCUITUPUMHUANH-4-1T)THA301I-5-KapOOHUTPUIA,  yKa3aHHOE B
3arojIoBKe€ CO€JMHEHHE IOJIy4aroT B BUAE TEMHO-)KEJITOro TBepaoro Bemectsa. JKX-
MC B: tg = 0.67 mun; [M+H]" = 296.17.

d) 4-DTokcu-2-(6-MeTOKCHNHPUMHANH-4-HJI)THA30JI-S-KAPpOOHUTPHI

K pactBopy 4-3TokcHu-2-(0-METOKCUMUPUMHUIANH-4-UIT)THA30J-5-KapOanbaeruna
(465 wmr, 1.75 mmonb) B TT'®@ (15 mu) npu 0°C pobasnsror NH4OH (25%, 4.05 mu,
26.3 mmonb) u I, (1824 mr, 7.19 mmons), 1 PM nepememusator npu KT B Teuenue 3
4. 3arem ee BbutHBaOT B 10 mi 40% NaHSO; (15 M) u 3KCTparupyoT € MOMOUIBIO
EtOAc, cymart Hag MgSO4 1 KOHIEHTPUPYIOT B BAKyyMe C MOJIyUEHHUEM YKa3aHHOIO B
3arojIOBKe COeMHEHUs B BUAE OpaHkeBoro teepaoro semectsa. KXX-MC B: tg = 1.02
muH; [M+H]" = 263.25.

e) 4-Jtokcu-2-(6-MeTOKCHNHPHMHAHH-4-UJI)THA30J-S-Kap0aabaerug

Cmech aTua  4-3TOKCHU-2-(0-METOKCUITMPUMUIANH-4-UIT)THA30J-5-KapOokcunara
(ITpumep 350-b, 706 wmr, 2.64 mmonb) B TT'® (20 mn) oxnaxgaroT no -78°C u mo
kamsm  pobasnstor DiBAI-H (IM B TI'd, 5.28 wmu, 5.28 wmmonb). Cwmech
nepememnBaroT npu KT B Teuenne vHoun. Cmech racsat npu 0°C nyrem noOaBieHHs 1Mo
kamsiMm Boabl (200 mkir), 3atem 10% NaOH (400 mxi) u B 3akioueHue Boasl (600
mki1). Copmepkamui aTlOMUHHUI OCagoK OT(HMIBTPOBBIBAIOT HAa HAOWBKE LEJHUTA H
npoMbiBatloT ¢ mnomombio EtOAc. @unbtpar cymar Hag MgSOs, dunptpyroT u
KOHIEHTPUPYIOT MPU MOHMKEHHOM naBiieHnu. OcTaTok pactBOopsroT B JIXM (20 mn) u
nobasnsaroT MnO, (2701 mr, 26.4 mMoinb). CMech mepeMeInBaOT B TEYEHHUE 5 U MPH
KT, 3arem ¢unbpTpyroT 4yepe3 HaOUBKY LenuTa W NpombiBaloT ¢ nmomombo EtOAc.
DunbTpaT KOHLUEHTPUPYIOT NPU MOHUXKEHHOM JaBJIE€HUU C MOJyYE€HHUEM YKa3aHHOTO B
3arojlOBKe€ CO€JUHEHMS B BUJE CBETJIO-OpaHkeBoro Teepaoro semectsa. JKX-MC B:

tg = 0.97 mun; [M+H]" = 266.25.
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IIpumep 353: 3-(4-OTma-2-{6-[2-(1-meTunHaPTaAINH-2-H])-3THIAMHHO |-
NUPUMHAHH-4-UJ}-THA30a-5-u0)-[1,2,4]oxcaaunaszon-S(4H)-on [TayTomepHas
dpopma: 3-(4-3THa-2-(6-((2-(1-MeTHAHAPTAINH-2-N]I)ITHI)AMHUHO)IHPUMHAHH-4-
ua)ruaszon-S-ua)-[1,2,4Joxkcaauaszon-S-oa]

Cnenyst obmeii metonuke D, ucnonbsys 3-(4-3tun-2-(6-ruipOKCUITUPUMUINH-4-
wi)tuazon-S-un)-[1,2,4]okcaguaszon-S-on u ruapoxiopuna 2-(1-merunnHadranun-2-
un)stan-1-amuna (A.1.2.1.), yka3aHHOe B 3aroJIOBKE COEJUHEHHE MOJYy4aloT B BUIE
)kentoro TBepaoro BemecTsa. JKX-MC B: tg = 1.05 mus; [M+H]" = 459.16.

a) 3-(4-9Tua-2-(6-ruApoOKCHNHPUMHUANH-4-UJT)THA30I-5-1)-
[1,2,4]oxkcanuna3ona-S-oa

Crnenys Metonuke, onucaHHol s cuHtesa [Ipumepa 338-a, ¢ ucrnonb3oBaHuEM
3-(4-3THn-2-(6-3TOKCUNTUPUMUANH-4-1T)THA30-5-un)-[ 1,2,4]okcaguaszon-5-oina,
yKa3aHHOE€ B 3arojIOBKE COEAMHEHUE IMOJIy4aloT B BHJE CEPOro TBEPJOro BELIEeCTBA.
XKX-MC B: tg = 0.64 mun; [M+H]" = 292.17.

b)  3-(4-2THa-2-(6-3TOKCHNHUPUMHUANH-4-UJI)THA30J-5-U1)-
[1,2,4]oxcaaua3zon-S-o0a

Cnenys meronuke, onucaHHOU nis cuHTe3a [Ipumepa 338-b, ¢ ucrnonpb3oBaHuEM
4-3Tun-N'-rugpokcu-2-(6-3TOKCUMTUPUMUINH-4-UJT)THA30J-5-KapOOKCUMUIaMUa,
yKa3aHHOE B 3arOJIOBKE COE€AMHEHHUE IMOJIy4arT B BUAE CBETJIO-OPAHKEBOTO TBEPAOTO
BemecTBa. JKX-MC B: tg = 0.92 mun; [M+H]™ = 320.21.

¢) 4-9tua-N'-ruapokcu-2-(6-3TOKCHIHPUMHAHH-4-UJ)THA30J1-5-
Kap0oOKCHMHIAMHU

Cnenys meronuke, onucaHHoll nisa cuHrtesa [Ipumepa 338-c, ¢ ucrnonb3oBaHUEM
4-3TUn-2-(6-3TOKCUNMUPUMUTHH-4-UJT)THA30JI-5-KapOOHUTpHIIA, yKa3aHHOe B
3arojIOBKe€ CO€AMHEHUE MOJYydaloT B BUIE CBETJIO-XKEJNTOro TBepaoro semecTtsa. JKX-
MC B: tg = 0.66 mun; [M+H]" =294.21.

d) 4-OTHa-2-(6-3TOKCHNUPUMHAHH-4-HJI)THA30I-S-KAPOOHUTPHUI

Cnenys metronuke, onucaHHoOW nis cuHTe3a [Ipumepa 338-d, ¢ ucrnonpb3oBaHueM
2-(6-3TOKCUNUPUMUANH-4-1T)-4-3TUNTHA30J-5-KapObokcamua, yKa3aHHOe B
3aroJIOBKe COEJUHEHUE MOJy4JarT B BUAE OexxeBoro teepnaoro Bemectsa. XKX-MC B:
tg = 1.04 mun; [M+H]" = 261.29.

e) 2-(6-DToKCHNUPUMHAUH-4-UI)-4-3THATHA30I-S-KapOokcamMua

Cnenys meTonuke, onucaHHON nisa cuHTtesa IIpumepa 338-e, ¢ ucrnoab3oBaHUEM

2-(6-3TOKCUNUPUMUANH-4-1T)-4-3TUNTHA30J-5-KapOOHOBOW KHUCIOTBHI, YKa3aHHOE B
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3aroJIOBKE€ COENMHEHHE IMOJYyYarT B BUAE OpaHxKeBOro teepaoro Bemectna. XKX-MC
B: tg = 0.79 mun; [M+H]" = 279.25.

f) 2-(6-DToxkcunupHUMHAMH-4-UI)-4-ITHIATHA30J-S-KapOOHOBAsI KHCJI0TA

OxnaxxaeHHBIH  JbAOM  pacTBOp OTUA  4-3TUN-2-(6-3TOKCUNIUPUMUIUH-4-
win)tuazon-S-xkapookcunara (IIpumep 351-b, 1000 wmr, 3.09 wmmonp) B cmecH
TI®/MeOH 1:1 (15 mu) obpabareiBator 10% NaOH (5.58 mu, 15.5 mmonb) wu
nepememnBaroT npu KT B Teuenune 20 4. PacTBOpuTenu yaansioT NpuU MOHUKEHHOM
JNABJIEHUH, BOAHYIO (pasy sKCTparupyrooT oauH pas ¢ momouibio Et,O. Boanyio ¢asy
3areM mnoxnkuciastor 2 H. HCl u skcrparupyror ¢ mnomoumpbio EtOAc (3 x).
OObenuHEeHHBIE OpPraHUYEeCKHe OJKCTPakThl cymar Hax MgSO4, QUIbTPYyOT H
KOHLEHTPUPYIOT NMPHU MOHUKEHHOM JaBJIEHUHU C MOJYyUYEHUEM YKa3aHHOTO B 3aroJIOBKE
COeIMHEHUs B BUJIE 3€JICHOBATOTrO TBepAoro BemectBa (522 mr, 64%). KX-MC B: tg
= 0.88 mun, [M+H]" = 280.24.

IIpumep 354: 3-JTokcu-5-(6-((2-(1-meTunnHadpraauH-2-
HJ1)3THJI)AMHUHO)IHPUMHANH-4-11)-N-cyjabdamounntnoden-2-kapdokcaMua

3-OTtokcu-5-{6-[2-(1-meTunradpTanuH-2-uUn)-3TUIAMHUHO |-MTUPUMUANH-4 - 11 } -
tnoen-2-kapoonosyw kucaory (IIpumep 7, 50 mr, 0.15 MMOJB) pacTBOPSIOT B CMECH
JIMCO/TT'® (2:1) (3.3 mu) u nobasnsror CDI (28.1 mr, 0.173 mmons). PM HarpesaroT
npu 60°C B treuenue 1 4, oxnaxnart 1o KT u obpadareiBaroT cynshamunom (24.4 mr,
0.254 mmonb) u DBU (0.0431 wmu, 0.288 mmounb). PM nepememmuBaror npu KT B
teuenne 1 4. JloGammsror 2M HCl (5 miu), ocamok OTHHUIBTPOBBIBAIOT M 3aTEM
oynmarT ¢ nomomblo mipern. BDXKX ¢ monydeHmem yKa3aHHOTO B 3arojiOBKe
coenuHeHus B Buae Oenoro tBepporo eemectsa (52 mr, 88%). XKX-MC B: tg = 0.93
muH; [M+H]" = 512.13.

Hpumep 355: N-(3-DTokcu-5-{6-[2-(1-meTnaHaPpTATNH-2-HIT)-ITHIAMHHO]-
NHPUMHUAHH-4-ua}-THO(eH-2-Kap0oHHUT)-MeTaHCYyJAb(poHaAMuU]

Cnenys meroauke, onucaHHoi ans cunresa [Ipumepa 354, ¢ ucnonp3oBaHueM 3-
3TOKCHU-5-{6-[2-(1-MeTrnHATATUH-2-1IT)-3 TUIAMHHO |-MTUPUMUANH-4-1] } -THO eH-2 -
kapOoHoBo#i kucinotel (IIpumep 7) m MeTaHcyabpoHaMHUAA, YKa3aHHOE B 3aroJIOBKE
COeMHeHHe MoNy4arT B Buae Oejoro Teepaoro Bemecta. JKX-MC B: tg = 1.06 muH;
[M+H] = 511.16.

Coenunenus IIpumepos 356 - 456, koTopsle mepeuncieHbl B Tabnumne 5 HUXKe,
MOJIYYalOT MyTEeM NMPUMEHEHUs] OJHOW M3 BBIIIEYNOMSHYTHIX MeToauk, A, B unu C, k

NUPUMUIUHTAIOTEHUAHBIM Mnpou3BogHbIM  A.1.1. — A/ 1xx. B codYeTaHuUH C
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KOMMEPUYECKH  JOCTYIHBIMH  TPOU3BOAHBIMH  OOpPOHOBOW  KHCJIOTHI  WJIH
NPOU3BOAHBIMU OOPOHOBOM KHCIOTH A.2.1. — A.2.45.
Tadauuna S: Ilpumepni 356 - 456
MC
tg [MuH] JTaHHBbIE,
Ipum. Coenxunenne OKX-MC C) m/z
[M+H]*

356 Amug 5-{6-[2-(5,7-I[I/I(I)TOIZ)XI/IHOIII:IH-6-I/IJ'I)-STI/IJ'IaMI/IHO]- 0.738 412.2
OHPUMHIWH-4 -1} -THO (PeH-2-KapOOHOBOH KHCIOTHI

357 (4-{6-[2-(3-luano-1-meTuIHA(YTATHH-2 -HT)-DTHIAMHAHO | - 0.862 4652
MHPUMHIWH-4-H}-2-3TOKCU(CHUT)-YKCYCHAA KUCT0Ta (1%)

358 4-{6-[2-(7-Xm0pOcH30 [b]TI/IO(I)GH-S:I/IJ‘I)-STI/IJ‘I&MI/IHO]- 0.999 4542
MHPUMHIWH-4-HIT}-2-3TOKCHOCH30 WHAA kucaoTa (1%)

359 5-{6-[2-(7-XnopbeH30[b]THO PCH-5-1T)-3TUIAMHIHO | - 1147 4602
OHPUMHAUH-4-U1}-3-3TOKCUTHO (PEeH-2-KapOOHOBAsI KHCIOTA

360 4-{6-[2-(7-Xm0pbcH30 [b]TI/IO(I)eH-S-I/IJ‘I)-STI/IJ‘I.’:}MI/IHO]- 1013 456.2
NHPUMHUAUH-4 -1} -2-MeTHICY Ib(paHnI0CH30 HHASI KHCIOTA

361 2-3TOKCI/I-4-{6-[2-(7-(1)TOP6€H30 [b]TrHopeH-5-nm)-3THIAMUHO | - 0.944 436.1
NHPAMHAWH-4-11} -O0CH30HHAs KHCI0Ta
3-Otokcu-5-{6-[2-(7-¢pTopOeH30[b]THO PCH-5-1T)-3THIAMHIHO |-

362 1.091 442.1
NHPUMHAUH-4-11}-THO peH-2-kapOoHoBas kucaorta (1*)
(2-Otoxcu-4-{6-[2-(7-¢propbeH30[b]THO PcH-5-UT)-

363 |3THIAMUHO|-MUPUMHINH-4 -1} -(DEHIT)-YKCYCHAS KHCIIOTa 0.855 450.1
a*
4-{6-[2-(7-D®TopbeH30[b]THOPCH-5-HIT)-3TUTAMHIHO |-

364 |mupuMuAHH-4-UT}-2-METHICYIb(QaHUIOCH30 HHASL KHCIIOTa 0.954 438.1
a*

365 2-3TOKCI/I-4-{6-[2-(4-(1)TOP6€H30 [b]Tropen-5-un)-3THIAMUHO |- 0.937 436.1
NHPpUMHIAWH-4 -1} -0¢H30iHas kucmora (1%)

366 2-I_Im<no6yT01<cn-4-{6-[2-(4-(pTop66H%o[b]TI/IO(peH-S-Hn)- 1.039 462.1
STHJIAMHHO | -THPUMUANH-4 -1 } -0¢H30HHag kucaora (1%)
3-Ortokcu-5-{6-[2-(4-pTopdeH30[b]THOPeH-5-MN)-d3THIAMHHO |-

367 1.085 442
DHPHUMHUANH-4-H1} -THO (PeH-2-KapOoHOBas kucaoTa (1*)
(2-Otokcu-4-{6-[2-(4-pTopbdbeH3o[b]Tuopen-5-um)-

368 |3THIAMUHO|-MUPUMUIUH-4 -1} -(DSHIIT)-YKCYCHASL KHCI0Ta 0.845 450.1
a*
4-{6-[2-(4-DTopOecH30[b]THOPCH-5-HIT)-3THITAMHHO |-

369 |mHpEMHIWH-4-HI}-2-MCTHICYIb(PaHUIOCH30 iTHAS KHCJIOTA 0.945 438.1
a*

370 {4-[6-(2-Ben3o[b]THODCH-5-HIITUIAMIHO ) -TUPUMHAIAH-4 -1 | - 0941 4502
2-3TOKCH-0-pTOopdeHHT }-yKCyCcHas kucaora (1%)
(2-Otoxcu-6-prop-4-{6-[2-(6-MmeToKCHOCH30 [b]THODCH-5-HIT)-

371 |sTHIAMUHO|-MUPUMHIHH-4 -1} -(DEHIIT)-YKCYCHA KHCIOTa 0.957 480.1
a*

(2-Otoxcu-6-prop-4-{6-[2-(4-meTunden3o [b]ruopen-5-um)-

372  |3THIAMUHO|-MUPAMAINH-4 -1} -(DEHILT)-YKCYCHAS KHCIOTa 0.977 464.3
a*

(2-Otoxcu-6-prop-4-{6-[2-(7-MeTOKCH-2,3 -

373 IuruaApoOcH30[ 1,4 | IHOKCHH-6-HIT)-3THIAMHUHO | -TUPUMAANH-4 - 0.826 482.2
un}-(peHnn)-ykcycHaa kucuaota (1%)
(2-Otoxcu-6-prop-4-{6-[2-(3-meToKCcH- ] -MeTHTHAPTATHH-2 -

374  |®W)-3THIAMHHO |-TUPHMHIHH-4 -1} -(DEHUT)-YKCYCHAs KUCIOTA 1.03 488.4
a*

(2-Otoxkcu-6-prop-4-{6-[2-(4-propdeuzo[b]ruoPpeH-5-1m)-
375 |3THIAMHHO|-MUPUMUAMH-4 -1} -(DEHIIT)-YKCYCHAS KHCII0Ta 0.976 468.2

a*
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MC
tg [MuH] JMAHHBIE,
pum. Coenmnenune (KX-MC C) m/z
[M+H]"
3-Otokcu-5-{6-[2-(7-metunden3o[b]tuopen-6-um)-

376 |3THIAMHHO|-MUPUMUAMH-4-H1}-THO PeH-2-KapOoHOBas 1.114 438
kucjgoTa (1%*)

377 4-{6-[2-(6-MeTOKCHOCH30 [b]TI/IO(I)e}-I-S-I/IJ‘I)-3TI/IJ‘IaMI/IHO]- 0977 446 4
DHPHMHUAHH-4-u1}-2-nponuibeH30iHas kuciaoTa (1%)

378 4-{6-[2-(4-<I)Top6eH3o[b]Tnoq)eH-S:Hn)-amnaMHHo]- 0.997 434.1
OHPUMHIWH-4 -1} -2-nponuadeH30iiHasg kucaoTa (1*)
4-{6-[2-(7-MeTokcu-2,3-guruapoocH3o[1,4]| IHOKCHH-6-HT)-

379 |3THIAMUHO|-MUPUMHAHH-4 -1} -2-TPOMHIOCH30HHAA KHUCIOTA 0.842 448
a*

380 4-{6-[2-(3-M6TOKCI/I-1-MGTI/IJ‘IH&(I)T%J‘II/IH-Z-I/IJ‘I)-STI/IJ‘IaMI/IHO]- 1.049 454 1
NHPUMHIUH-4 -1} -2-nponua0eH30iHag kucaoTa (1%)
(2-Metoxkcu-4-{6-[2-(6-meTokcudbcH30 [b]THO PCH-5-1T)-

381 STHIIAMHUHO | -THPUMHAIWH-4 -1 } - PCHUIT)-YKCYCHAA KHCJIOTA 0.797 448.1
a*

382 (4-{6-[2-(4-DTOpOeH30[b]THOPCH-5-UT)-3TUIAMHIHO | - 0797 436.2
MHPUMHAIWH-4-HIT}-2-METOKCH(PCHII)-YKCYCHAA kucmoTa (1%)
(2-Metokcu-4-{6-[2-(7-metTokcu-2,3-

383 IuTHAPOOCH30[ 1,4 ]| IHOKCHH-6-HIT)-3THIAMHUHO | -TUPUMUAANH-4 - 1.059 450.1
un}-(peHnn)-ykcycHag kucaota (1%)
(2-Metoxkcu-4-{6-[2-(3-meTokcu-1-mMmeTumHAQTATHH-2 - 1)~

384 |sTHaaMuHO|-MUPUMUANH-4 -1} -(DEHIT)-YKCYCHA KHCIIOTa 0.861 456.3
a*

385 (4-{6-[2-(6-MeTokcudeH30 [b]THOPEH-5-1T)-3THIAMHHO |- 0. 885 460 1
NHPUMHAHH-4-11}-2-nponuaeHII)-yKCycHas kucioTa (1%*)
(4-{6-[2-(4-DTOopOeH30[b]THOPEH-5-UT)-3TUTAMHUHO | -

386 0.89 448.1
NHPUMHAHH-4-11} -2 -nponua(eHII)-YKCYCHast kucuaoTa (1*)
(4-{6-[2-(7-MeTtokcu-2,3-aguruapooeH3o[1,4]| IHOKCHH-6-HIT)-

387 |3THIAMHHO|-MUPUMUAMH-4-HI}-2-TIPOMHIPEHUIT)-YKCYCHAA 0.777 462.2
kucjgoTa (1%*)

(4-{6-]2-(3-MeTtokcu-1-mMeTuaHAPTATHH-2 -HT)-ITUIAMHUHO | -

388 0.95 468.2
OHPUMHAWH-4-11} -2 -nponua(eHIT)-y KCYCHAs KucaoTa (1%)

389 4-{6-[2-(7-<I)T0p6eH30[b]Tnoq)eH-S:Hn)-amﬂaMHHo]- 0.996 434 1
MHPHMHIHH-4-HJT}-2-NPOMHIOCH30HHAS KHCI0TA

390 (4-{6-[2-(7-DTOopOecH30[b]THO PCH-5-UIT)-3TUIAMHHO | - 0.897 4482
OHPUMHAWH-4 -1} -2 -nponua(eHIT)-yKCYCHAas KucaoTa (1%)
3-Otokcu-5-{6-[2-(7-meTuaOCH30 [b]THODCH-5-HT)-

391 |sTHnaMuHO|-MUPUMHAHH-4 -1} -THO PeH-2-kapOoHOBaAS 1.12 438.2
kuciaora (1%)

(4-{6-[2-(6-MeTokcuOcH30 [b]THO BCH-5-1T)-3THIAMHHO | -

392 0.894 476
NHPUMHAWH-4-11}-2-nponoKCH(EHIIT)-YKCYCHasI KucaoTa (1%)

393 (4-{6-[2-(4-DTOpOeH30[b]THOPCH-5-UT)-3TUIAMHHO | - 0.905 464.1
NHPUMHAHH-4-11}-2-nponoKcH(EHII)-YKCYyCHasI KucaoTta (1%*)

394 (4-{6-]2-(3-MeTokcu-1-meTuaHAPTATHH-2 -HT)-3THIAMHAHO | - 0.958 4842
NHPAUMHUAWH-4-11}-2-nponoKCcH()EHMI)-YKCyCHas KucaoTta (1%*)
2-2t1okcu-4-{6-[2-(7-meTOKCH-5-MeTHI-2,3 -

395 IuTHAPOoOCH30[ 1,4 IHOKCHH-6-HIT)-3THIAMHUHO | -TUPUMUANH-4 - 0.84 466.2
ui}-0cH30WHaAg kucaoTa (1%)
2-lukmo6yTokcu-4-{6-[2-(7-meTokcu-5-metua-2,3-

396 IuruaApoOcH30[ 1,4 | IHOKCHH-6-HIT)-3THIAMHUHO | -TUPHUMUANH-4 - 0.934 490
ui}-0cH30WHaAsg kucaoTa (1%)

(4-{6-[2-(7-MeTokcu-5-metun-2,3-
397 auruapo0cH30[ 1,4 IHOKCHH-6-HIT)-3THIAMHUHO | -TUPUMUAUH-4 - 0.823 476.1

W} -2-npommI(peHUI)-YKCYyCHAA KucaoTa (1*)
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IIpum.

Coeaunenne

tg [MuH]
(KX-MC ©O)

MC
JaHHbIE,
m/z
[M+H]"

398

(2-Otoxcu-6-prop-4-{6-[2-(7-meTokcHu-5-MeTUI-2,3 -
JuruapooeH30[ 1,4 TMOKCHH-6-HIT)-3TUIAMHUHO | -TUPUMUAUH-4 -
ua}-peHuna)-ykeycHas kucaora (1*)

0.888

496.1

399

(2-Otokcu-4-{6-[2-(7-MeTOKCH-5-MeTHI-2,3 -
JuruapoOeH30[ 1,4 IHOKCHH-6-HIT)-3TUIAMHUHO | -TUPUMUAUH-4 -
U} -(peHun)-ykcycHas kucaora (1%)

0.776

478.1

400

4-{6-[2-(7-MeTokcH-5-MeTUI-2,3-quruapodeu3o[ 1,4 ] auokcuH-
6-HJT)-3THJIAMUHO | -TUPUMUAUH-4 - U } -2 -
MCTHICY Tb(paHuI0CH30 WHAg KucaoTa (1%)

0.845

466.2

401

pau-2-(4-{6-[2-(7-MeTtoxcu-2,3-quruapodcuso[ 1,4 ] 1uoxcun-
6-¥1)-3TUIAMHAHO | -TUPUMHUANH-4 -1 } -2 -nipouI(heHUT) -
mpomuOHOBasA kuciora (1%*)

0.83

476.1

402

(4-{6-[2-(7-O1oxcu-2,3-quruapodeH3o[ 1,4 AMOKCHH-6-1T)-
STHIAMUHO |-THPHUMAARH-4 -HIT } -2 -TIpOMHIEHU T ) -y KCY CHAA
kucmoTa (1%)

0.831

476.2

403

(2-Otoxcu-4-{6-[2-(7-3TOKCH-2,3-mUuTrHAPOOCH30[ 1,4 ]| AMOKCHH-
6-¥1)-3TUIAMHUHO | -TUpUMHANH-4-11 }-6-propdernm)-
yKcycHas kuciaora (1*)

0.889

496.2

404

2-2t1oxcu-4-{6-[2-(7-pTop-6-meTokcudeH30[b]THO PCH-5-1IT)-
STHJIIAMHHO | -THPUMHAAWH-4 -1 } -0CH30WHAg Kucmora (1%)

0.968

466

405

4-{6-]2-(7-D®Top-6-MeTOKCHOCH3O [b|THO PeH-5-111)-
STHIAMHHO |-THPHUMAAHH-4 -1 } -2 -MeTHACY Tb (haHuTOCH30THAA
kucmaota (1%)

0.976

468.2

406

(2-Otoxcu-4-{6-[2-(7-pTop-6-MmeTokcudCH30 [b]THOPCH-5-HIT)-
STHUIIAMHHO |-TTHPHMUINH-4 -1 } -(DEHHIT)-YKCY CHAS KHCI0Ta

)

0.876

480.3

407

2-Iukmo6yTokcu-4-{6-[2-(7-prop-6-MeTokCcHOCH30 [b]THO P H-
5-11)-3THIAMHHO | -MupUMuIANH-4 -1 } -O¢H30#iHas kucaoTa (1*)

1.064

492

408

(4-{6-[2-(5-D1Oop-7-MeToKCHU-2,3-quruapodeH3o[ 1,4 nuokcun-
6-11)-3TUIAMHUHO | -TUPUMHAHH-4 -1 } -2 -IPONHI(YEHUT) -
yKcycHas kuciaora (1*)

0.8

480.1

409

(4-{6-]2-(4-®PTopbeH30[b]THOPEH-5-NT)->THIAMHHO | -
OHPUMHAWH-4-11}-2-0300y THI(ESHUT)-YKCYCcHAs kucaoTa (1*)

0.939

462

410

(4-{6-]2-(7-®Top-6-MeTOKCHOCH30[b]THO PeH-5-1T)-
STHIAMUHO | -THPUMAAHH-4 -1 } -2 -1u300y TUA(DCHIT)-yKCY CHAS
kuciora (1%)

0.968

492.1

411

(2-M300yTHa-4-{6-[2-(7-MeTOKCHU-2,3 -
TuruaApoOcH30[ 1,4 IHOKCHH-6-HIT)-3THIAMHUHO | -TUPUMUAAAH-4 -
un}-(peHnn)-ykcycHaa kuciaota (1%)

0.821

476.1

412

(4-{6-[2-(7-O1okcH-2,3-quruapodeH3o[1,4| AMOKCHH-6-1TT)-
STHIAMUHO | -THPUMAAAH-4 -1 } -2 -Hu300y TUI(PECHIT)-YKCY CHAS
kucmoTa (1%)

0.88

490.2

413

4-{6-[2-(4-DTopbOeH30[b]THOPCH-5-HIT)-3THTAMHIHO |-
NHPUMHAWH-4 -1} -2-0300y THIOCH301HAs KucxoTta (1*)

1.052

448.2

414

4-{6-[2-(7-D®TopbeH30[b]THOPCH-5-HIT)-3THTAMHIHO |-
NHPUMHAWH-4-11}-2-n300y THIOCH301HAs KucaoTta (1*)

1.056

448.1

415

4-{6-]2-(7-DTop-6-MecTOKCHOCHRO [b]THO PeH-5-111)-
STHIIAMHHO | -THPUMHAAWH-4 -1 } -2 -0300y THIOCH30 HHAA
kucmaoTa (1%)

1.075

478

416

2-N306yTun-4-{6-[2-(7-meToKCH-2,3-
IuruaApoOcH30[ 1,4 IHOKCHH-6-HIT)-3THIAMHHO | -TUPUMUANH-4 -
ui}-0cH30WHaAsA kucaoTa (1%)

0.899

462

417

4-{6-[2-(7-O10KcHu-2,3-quruapodenso| 1,4 | xuokcuH-6-11)-
STHJIAMHHO | -THPUMUAWH-4 -1 } -2 -0300y THIOCH30HHAA
kucigoTa (1%)

0.961

476
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MC
Hpum. Coeaunenne ()I?;([;[Hglc) na:::;;le’
[M+H]"

418 2-3T0Kcn-4-{6-[2-(3-3T0Kcn-l-MeTHmEa(bTanHH-Z-Hn)- 1.07 4723
STHJIAMUHO | -THPUMUAHH-4 -1 } -O0¢H30HHag kucaora (1%)
4-{6-[2-(3-OTokcu-1-MeTHIHAPTATHH-2 -HIT)-3THIAMHUHO | -

419 |mupuMHIHH-4-UT}-2-MeTHICY Tb(paHUIOCH30 HHAS KHCJIOTa 1.075 474.3
(1%*)

(2-Otokcu-4-{6-[2-(3-3TOoKCH-1-MeTUTHATATHH-2 -HT)-

420 STHJIAMHHO | -THPUMHAIHH-4 -1 } - PCHUIT)-YKCYCHAA KHCJIOTa 0.969 486
1)
3-(2-O1okcu-4-{6-[2-(4-pTopodeH30[b]THOpCH-5-1T)-

421 STHJIAMHHO | -THPUMHAIHH-4 -1 } - PCHOKCH ) -TPOTTHOHO BAS 0.812 480.1
kuciaora (1%)
3-(2-Otokcu-4-{6-[2-(7-¢pTopbeH30[b]THODCH-5-1T)-

422 STHIIAMHHO | -THPUMHAIWH-4 -1 } - PCHOKCH ) -TPOTTHOHO BAS 0.821 480.1
kucmoTa (1%)
3-(2-O1okcu-4-{6-[2-(3-MmeTOKCH- ] -MeTHIHAPTATHH-2 -U]T)-

423 STHIIAMHHO | -THPUMHAIWH-4-HIT } - PCHOKCH ) -TPOTTHOHOBAS 0.87 500.2
kucmoTa (1%)

(4-{6-]2-(4-DTOpOeH30[b]THOPCH-5-UT)-3TUIAMHIHO | -

424 MHPUMHAIWH-4-HIT}-2-H30MPOMOKCH(CHUT)-YKCYCHAA KHCIOTa 0.885 464
(1*)

(4-{6-[2-(7-O1okcu-2,3-quruapodeH3o[1,4| AnOKCHH-6-1T)-

425  |3THIAMUHO|-MHPHMHIMH-4-UT}-2-H30MPOMOKCH(PEHUIT)- 0.822 492.1
yKcycHas kuciaora (1*)

(2-Uzompomnokcu-4-{6-[2-(7-meTOKCH-5-MeTHA-2,3 -

426 IuruapoOcH30[ 1,4 IHOKCHH-6-HIT)-3THIAMHUHO | -TUPUMUAUH-4 - 0.807 492.1
un}-(peHnn)-ykcycHaa kucaora (1%)

(4-{6-[2-(7-O1oKcH-2,3-quruapodenso[1,4| AnOKCHH-6-UT)-

427  |3THJIAMUHO|-MHPUMHIHH-4-UT}-2-TPUGTOPMETOKCHPCHUIT)- 0.948 518.2
yKCycHasg kucjaoTa (1%)

(4-{6-[2-(7-MeTokcu-5-metun-2,3-

428 | auruapoOeH30[1,4] IHOKCHH-6-HIT)-3TUIAMHUHO |-TUPUMUAUH-4 - 0.938 518
ua}-2-tpupropMeToKCH(PEHII)-yKCYCHAA KucaoTa (1%)
4-{6-[2-(3-XnopOeH3o[b]THopeH-5-u1)-3THIAMUHO |-

429 |mupuMUAUH-4-H1T}-2-METUACYIb(PAaHUTOCH30 iHHAS KHCIO0Ta 0.992 454.1
(1%*)

430 4-{6-[2-(3-Xm0pbOcH30 [b]TnO(beH-S-Hn)-anmaMHHo]- 1.086 478 1
MHPUMHIWH-4-HIT}-2-IHKI00YTOKCHOCH30 WHAA kucaoTa (1%)

431 (4-{6-[2-(3-Xnop6eH30[b]THOBCH-5-UT)-3TUIAMHHO | - 0.886 466.4
MHPUMHIWH-4-H1}-2-3TOKCUPCHUT)-YKCyCcHAd KucmoTa (1%)
2-Uzonponokcu-4-{6-[2-(7-meTOKCH-5-MeTUI-2,3 -

432 aTuruapoOcH30[ 1,4 | IHOKCHH-6-HIT)-3THIAMHUHO | -TUPUMAARH-4 - 0.904 478.1
w1} -0cH30WHAg kucaoTa (1%)
5-{6-[2-(7-AudpTopmeTokcu-2,3-muruapooenso[1,4]| anokcuH-

433 6-HIT)-3TUIAMHWHO | -THPUMHUIAH-4 -1 } -3 -3TOKCHTHO (pCH-2 - 0.987 492
kapboHoBasA kucioTa (1%)

(2-Metokcu-4-{6-[2-(7-meTokcu-5-meTun-2,3-

434 IuTHAPOoOCH30[ 1,4 ]| IHOKCHH-6-HIT)-3THIAMHUHO | -TUPUMHAANH-4 - 0.734 464 .1
un}-(peHnn)-ykcycHaa kucaota (1%)
2-2t1okcu-4-{6-[2-(5-pTop-7-MmeTOKCH-2,3-

435 IuTuaApoOCH30[ 1,4 IHOKCHH-6-HIT)-3THIAMHUHO | -TUPUMUANH-4 - 0.812 468.1
ui}-0cH30WHasg kucaoTa (1%)

436 2-2t1okcu-4-{6-[2-(3-3ToKCH-]1-pTOpHAPTATHH-2-UT)- 1.075 4763

STHJIAMHHO | -THPUMUAWH-4 -1 } -OCH30MWHag kucmora (1%)
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MC
Hpum. Coeaunenne ()I?;([;[Hglc) na:::;;le’
[M+H]"
3-(4-{6-[2-(4-D1opbeH30[b]|THOPCH-5-HUIT)-3ITUIAMHUHO |-

437  |mHpUMUAUH-4-HT}-2-METOKCH()CHOKCH)-IIPONMMHOHOBAA KHCIOTA 0.77 466.2
)
3-(4-{6-[2-(7-®@TopbeH30[b]THO PeH-5-HT)->THIAMHHO | -

438 |mupuUMHIHH-4-UT}-2-METOKCH(PEHOKCH)-IIPONHOHOBAA KHUCIOTA 0.781 466.1
)

439 2-3TOKCI/I-4-{6-[2-(7-3TI/IHI/IJI-2,3-L[I/IFI/II[]Z)OGGE{SO[1,4]£[I/IOI<CI/IH- 0.739 447 4
6-HJT)-3TUIAMHHO | -THPUMHINH-4 -1 }-0¢H30HHAA kucaoTa (1%)
(4-{6-[2-(7-OtuHun-2,3-muruapodeu3o[ 1,4 THOKCHH-6-1T)-

440  |3THIAMUHO|-MHPUMHIHH-4-U1}-2-TPOTUI(ECHILT)-YKCY CHAS 0.8 459
kuciaora (1%)

(2-OdupropmeTokcu-4-{6-[2-(7-MeTOKCH-5-MeTHI-2,3 -

441 auruapoOcH30[ 1,4 | IHOKCHH-6-HIT)-3THIAMHUHO | -TUPUMAAAH-4 - 0.835 500.1
un}-(peHnn)-ykcycuag kucaora (1%)

(2-Aupropmetokcu-4-{6-[2-(5-pTOop-7-MeTOKCH-2,3 -

442 IuruaApoOcH30[ 1,4 | IHOKCHH-6-HIT)-3THIAMHUHO | -THPUMAANH-4 - 0.816 504.1
nn}-peHnn)-ykeycHas kucaora (1%)
(2-dupropmeTokcu-4-{6-[2-(3-meTokcHu-1-MeTHTHAQTATHH-2 -

443 HIT)-3THIAMHUHO | -THPUMHUIAH-4 -1 } -PCHUT)-YKCYCHAA KHCIOTa 0.987 492.4
a*

(2-Otun-4-{6-[2-(7-meToKCU-5-MeTHI-2,3 -

444 IuTHaAPoOCH30[ 1,4 ]| IHOKCHH-6-HIT)-3THIAMHHO | -TUPHUMUANH-4 - 0.772 462
un}-(peHnn)-ykcycHaa kucaora (1%)
(2-Otun-4-{6-[2-(3-meTokcu-1-mMeTurHAPTATHH-2 -1]T)-

445  |3THIAMUHO|-THPUMHIHH-4-UT}-PeHUT)-YKCYyCHAA KHCI0Ta 0.893 454 .2
a*

446 2-Otun-4-{6-[2-(3 -MCTOKCI/I-I-MGTI/IJ‘IHEI(I)T.’:IJ‘II/IH-Z-I/IJ‘I)- 0.985 440 1
STHJIAMHHO | -THPUMUAHH-4 -1 } -O0¢H30HHAg kucaora (1%)
2-IMuxknonponokcu-4-{6-[2-(7-3Toxcu-2,3-

447 | nuruapo0OeH30[ 1,4 IHOKCHH-6-HIT)-3TUIAMHUHO | -TUPUMUAUH-4 - 0.861 476
un}-0eH3oHas kucaora (1%)
2-Iluxnonponokcu-4-{6-[2-(3-MeTOKCH- 1 -MeTUTHAPTATUH-2 -

448 . 1.001 468
HJ1)-)THIAMHHO | -THPUMAIUH-4 -1} -0¢H30iHas kucaoTa (1*)

449 2-].[HKHOHp0HOKCH-4-{6-[2-(7-(1)T0p6€1;[30[b]TI/IO(I)eH-S-I/III)- 0.952 4482
STHJIAMHHO | -THPUMUIHH-4 -1 } -OCH30WHag Kucmota (1%)
(4-{6-[2-(7-MeTokcu-2,3-guruapoocH3o[1,4]| IHOKCHH-6-HT)-

450  |3THIAMUHO|-mHPUMHIHH-4-UT}-2-TPUPTOPMETOKCH(PCHUIT)- 0.879 504
yKcycHas kuciaora (1*)
3-(2-Otokcu-4-{6-[2-(7-¢pTopbeH30[b]THOpCH-5-1T)-

STHIIAMHUHO | -THPUMAAWH-4 -1 } -peHmn)-[ 1,2 ,4]okcaauason-

451 5(4H)-or [raytomepHas (¢opma: 3-(2-3Tokcu-4-{6-[2-(7- 1.024 478.2
¢propdenzo[b|THopeH-5-1)-3THITAMUHO | -THPUMUTHH-4 - 1T } -
(¢ennn)-[1,2 4]oxkcagnaszon-5-om]
{6-[3-OTokcu-4-(1H-TeTpason-5-un)-QeHUN | -TUPUMUTHH-4 -

452 un}-[2-(7-propobenso[b]tuodpeH-5-um)->THal-aMmuH 0.961 462.3

453 4-{6-]2-(7-D®TOpOCH30 [b]TI/IO(l)eH-S-I/IJ‘I):STI/IJ'IaMI/IHO]- 1.084 466.1
NHPUMHAHH-4-11}-2-n300yTOKCHOEH30HHAsM kucaoTa (1*)

454 2-bytoxcu-4-{6-[2-(7-pTopbeH30 [b]TI/EO(I)eH-S-I/IJ'I)- 1.088 4663
STHJIIAMHHO | -THPUMHAAWH-4 -1 } -OCH30WHag kucmora (1%)

455 3-Otun-5-{6-[2-(7-¢propdeuso[b]ruoPpeH-5-1n)-3THIAMHHO |- 1174 4282
NHPUMHAHH-4-11}-THO peH-2-kapOoHoBas kucaoTa (1*)
(3-Otoxcu-5-{6-[2-(7-¢propben3o[b]THO PcH-5-1T)-

456  |3THIAMUHO|-MHPUMHIAMH-4-UT}-THOQEH-2-UT)-YKCYyCHAA 1.015 458.2

kuciaora (1%)
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Hpumep 457: 4-{6-|2-(7-PTopden3o[b]Tuoden-5-una)-3tnnamunol-
NUPUMHAHH-4-UJ1}-2-NIPONUJI0eH3aMHU

K pactBopy 4-{6-[2-(7-¢pTopben3o[b]ruoden-5-un)-3TunaMiuHoO |-nupuUMHANH-4-
un }-2-nponundensoiinoi kucnorsl (Ilpumep 389, 0.08 mmounb), Xjmopuaa aMMOHUSA
(5.7 wmr, 0.096 mmounb), DIPEA (0.0438 wmu, 0.256 mmonr) B JIM®PA (0.6 wmn)
nobasnsrotT pacteop HATU (31.9 wmr, 0.084 mmons) B JM®PA (0.2 wma). PM
nepeMemnBaroT B TeueHue 3 A npu KT, 3aTeM HENOCPEeACTBEHHO OYHUINAIOT C
nomotuibto npern. XXX-MC ¢ nmonydeHueM yka3aHHOTO B 3arOJIOBKE COCIUHEHUS B BUIE
6enoro TBepaoro semectsa (16 mr, 46%). XKX-MC C: tg = 0.834 mun; [M+H]™ =
435.0.

Cnenys meronuke, onucanHod nus [Ipumepa 457, ¢ ucnonb3oBanuem 4-{6-[2-
(7-dbTopbenso[b]TuodeH-5-un)-3TUNAMUHO |-TUPUMUIUH-4-1] } -2-TIPONMUIO€H30MHOU
kucinotrel  (Ilpumep 389) wmmm  2-3Tokcu-4-{6-[2-(7-¢pTopOenzo[b]|tuoden-5-un)-
STUJIAMHUHO |-TUPUMUIUH-4-11 |} -OeH30lHOH KHCJIOTBI (ITpumep 361) u

COOTBETCTBYHOIIUX KOMMECPUYCCKU AOCTYNMHBIX AMHWHOB, CHHTC3UPYIOT CICAYHOIINEC

OPpUMEPHI:
MC
tg [Mun] (KX- | nanHbIEC,
Opum. Coennnenue MC C) m/z
[M+H]"
458 4-{6-[2-(7-®@Topben3o[b]TuoPeH-5-u1)-3TUIAMUHO] - 0.869 449 3
NHPUMHAHH-4 -1} -N-MeTUI-2-TPONMUIOCH3aAMHU T
4-{6-[2-(7-DTOopOeH30[b]THO PeH-5-1T)-d3TUIAMHUHO |-
459 NHPUMHIAHH-4 -1} -N-(2-THAPOKCH-2-METHINPOINT)-2- 0.885 507.2
NPONHIOCH3AMH
160 4-{6-[2-(7-DTopOen30[b]THO PeH-5-1T)-3THIAMHAHO |- 0814 479 1
MHPHUMHIHH-4 -1 } -N-(2-THAPOKCHITHI)-2 -TPOMHIOCH3AMHU
161 2-Otokcu-4-{6-[2-(7-pTopbdbeH30 [b]THO PCH-5-1T)- 0.869 4371
STHJIAMHHO | -MTUPUMHIHH -4 -HJT } -OCH3aAMH T
- 4-£6-[2-(7- ~5-11)-
162 2-2tokcu-4-{6-[2-(7-pTopbeH30 [b]THOHCH-5-1T) 091 4513
STHJIAMHHO | -MUPUMHAIHH -4 -1 } -N-MCTHI-0CH3aMU T
2-2toxcu-4-{6-[2-(7-pTopbeH30 [b]THO hCH-5-1T)-
463 STUJIAMUHO | -TUpUMHAUH-4 -1 }-N-(2-TuApoKcu-2- 0.92 509.3
MCTHITPONH)-OCH3aAMHUL
2-2toxcu-4-{6-[2-(7-pTopbeH30 [b]THO hCH-5-1T)-
464 STUJIAMHUHO |-TUPpUMHAUH-4-U1 }-N-(2-THAPOKCHUITHI) - 0.844 481.3
OeH3aMuI

Coenunenns Ilpumepos 465 - 564, koTopsle nmepeuncieHbl B Tabnumne 6 HHUXKe,
MOJy4arT MyTeM NPUMEHEHUs OJHOM M3 BBHIIEYNOMAHYTHIX MeToAuk, A, B unu C,
NUPUMUIUHTAIOTEHUAHBIM Mnpou3BoAHbBIM  A.1.1. — A/ 1xx. B codYeTaHUH C
KOMMEPYECKH  JOCTYNHBIMH  TPOU3BOAHBIMU  OOPOHOBOH  KHCJIOTBI HIHU  C

MPOU3BOAHBIMH OOPOHOBOM KUCTOTH A.2.1. — A 2 xX.
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Tabauna 6:

IIpum.

Coeaunenne

tg [Mun] (KX-
MC C)

MC
JaHHbIE,
m/z
[M+H]"

465

2-2tokcu-4-{6-[2-(3-metunben3o[b]ruodpen-5-um)-
STHJAMHHO | -TUPUMHIHH-4 -1 } -OC H30HAST KHCIOTA

0.95

4343

466

(2-Orokcu-4-{6-[2-(3-metunoen3o[b]Tuopen-5-um)-
STHJIAMHHO | -TUPUMHIHH-4 -1 } -(DEHOKCH)-YKCYCHas
KHCJIOTA

0.829

464

467

6-[6-(2-beH30[b]THO(HCH-5-HIITHIAMIHO )-ITHPUMHTHH-4 -
un]-6eH30(ypan-3-kapOOHOBAs KHCIOTA

0.844

416.2

468

CrroxHBIH METHIOBBIH 3(up 3-ruapokcu-5-{6-[2-(1-
MCTHITHA(TATHH-2-HT)-3THIAMUHO | -THP UM U THH -4 - LT } -
THO(PCH-2-KapOOHOBOH KHCIOTHI

1.303

420.3

469

(2-O1oxcHu-6-PpTOop-4-{6-[2-(6-MeTHAOCH30 [b]THODCH-5-
HIT)-3THIAMHHO | -TUPUMAIAH-4 -1 11 } -(he HILT)-YKCYCHAS
kucioTa (*1)

0.996

4643

470

2-2toxcu-4-{6-[2-(7-meTundecH30[b|THO PCH-6-1T)-
STHJIAMHHO | -MUpUMHIWH-4 -1 } -0¢H301#THAa kucmora (*1)

0.945

432.2

471

2-HukmobyTokcu-4-{6-[2-(7-meTundeH30[b]THO heH-6-
HIT)-3TUJIAMHWHO |-THPAUMHANH-4 -1 } -OCH30HHASA KHCIOTA

D

1.051

457.9

472

(2-O1oxcu-4-{6-[2-(7-meTundoeH30[b]THO PCH-6-1IT)-
STHJIAMHHO |-TUPHMHIAH-4 -1 } -(DeHIT)-y KCYCHAs KUCIO0Ta

(*D

0.844

446.2

473

4-{6-]2-(7-MetunbeH30 [b]THo peH-6-UT)-3TUIAMHHO |-
OHPUMHIUH-4-H }-2-MeTHICY Tb(paHUIOC H30HHAS KHCIO0Ta

D

0.95

434

474

pau-5-[6-(2-ben3o[b]THopeH-5-UI3THIAMEIHO )-
OHPUMUAHH-4-1]-2,3-1uruapodeH3odpypan-2-kapboHosas
KkucaoTa (*1)

0.733

416.1

475

(4-{6-[2-(7-DTopbeH30[b]|THOPEH-5-UT)-3ITUTAMHIHO |-
THPUMHIWH-4 -1 }-2-METOKCH(PESHHIT)-YKCYCHASI KACIOTA

(*1)

0.804

436.1

476

2-2tokcu-4-{6-[2-(7-metunben3o[b]ruodpen-5-um)-
STHJIAMHHO | -MHPUMHIHH-4 -1 } -OCH30#HAs kucaora (*1)

0.95

432.3

477

4-{6-[2-(7-MetunbeHn30 [b]THOPCH-5-UIT)-3THIAMHHO | -
OHPUMHIWH-4 -1 } -2 -METHICY Tb(paHUIOCH30HHAS KHCI0TA

D

0.955

433.9

478

4-{6-[2-(7-MetunbeH30 [b]THO pCH-5-UT)-3THIAMHHO | -
OHPUMHIHH-4-11 }-2-nponuaOeH30iiHag kucaora (*1)

1.006

430.1

479

{4-[6-(2-ben3o[b]THO(CH-5-HIITHIAMUHO ) -THPUMHTHH-4 -
ui|-2-mponokcu(eHUNI } -yKCycHaA kucaoTa (*¥1)

0.859

446.3

480

(4-{6-[2-(7-MeTtokcu-2,3-guruapodcH3o| 1,4 | TnokCHH-6-
HIT)-3THIAMHHO | -TUPAMAIAH-4 -1 } -2 -TIPOMOKCH(PEHUIT ) -
ykcycHag kucmoTa (*1)

0.774

478.1

481

pau-2-{4-[6-(2-ben3o[b]THOPCH-5-UIITHIAMHHO )-
MHPHMHIAWH-4 -1 | -2 -TIPOMHII(EHAT } -TIPOTHOHOBAS
kucmora (*1)

0.905

4443

482

pau-2-(4-{6-[2-(4-®@Topbeu30[b]THO PeH-5-1T)-
STHIAMHHO | -TUPHMHAIAH-4 -1 } -2 -TTPOMHI(PECHAT) -
mpomHOHOBAA kucuoTa (*1)

0.935

462.2

483

4-{6-]2-(7-@Top-6-McTOKCHOCHRO [b]THO PeH-5-1171)-
STHJIAMHHO | -TUPHMHUAUH-4 -1 } -2 -TIPOMHIOCH30 HHA A
kucaora (*1)

1.015

464.1

484

3-Otokcu-5-{6-[2-(7-prop-6-merokcudeH3o[b]ruopen-5-
HJI)-3THIAMHUHO | -TUPUMUAUH-4-11 } -THO (peH-2-KapOoHOBAs
kucaora (*1)

1.116

472.1
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485

(4-{6-[2-(7-DTOp-6-MeTOKCUOCH30 [b]THO PeH-5-1T)-
STHJIAMHHO | -TUPHUMHUAUH-4 -1 } -2 -METOKCU(DECHILT)-
yKCycHasg kucuaota (*1)

0.824

466.1

486

(4-{6-]2-(7-D1Op-6-MeTOKCHOCH30 [b]THOPEH-5-11T)-
STUIAMUHO | -TUPUMHAUH -4 -1 } -2 -IpONUIPESHIT)-
yKCyCHasg kucaota (*1)

0.91

478.2

487

pau-2-(4-{6-[2-(7-Otoxcu-2,3-

Juruapo6en3o[1,4] AnOKCHH-6-UT)-3THIAMHHO |-
THPUMHIWH-4 -1 } -2 -0POTUI(DCHILT ) -TIPOMHOHOBAS
kucioTa (*1)

0.87

490

488

3-Otokcu-5-{6-[2-(7-TpudpTopmeTundeH30 [b]THO PeH-5-
HI1)-3THIAMUHO | -TUPUMUAIAH-4 -11 } -THO (peH-2 -kapOoHOBAS
kucioTa (*1)

1.162

492.1

489

(4-{6-[2-(4-DTopOeH30[b]|THOPCH-5-HIT)-3TUTAMHIHO | -
OHPUMHIUH-4-11 }-2-TpUPTOPMETOKCHPEHUT)-yKCYCHAA
kucmora (*1)

1.036

446.1

490

4-{6-]2-(3-XmopbeH30[b]THOPCH-5-HIT)-3THTAMHIHO |-
MHPUMHAIWH-4 -1} -2-3TOKCHOCH30WHAg kucaoTa (*1)

0.975

452.1

491

4-{6-]2-(7-@TopbeH30[b]THOPCH-5-HT)->THITAMHAHO |-
NHPHMHIWH-4 -1 } -2 -H30MPONOKCHOCH30HHAS KHCI0Ta

(*D

1.01

450

492

4-{6-]2-(4-D@TopbeH30[b]|THOPCH-5-HT)-ITHITAMHAHO | -
NHPHMHIHH-4 -1 } -2 -H30IPONOKCHOCH30HHAs KHCI0Ta

(D

1.001

450

493

2-U3onmponokcu-4-{6-[2-(7-meTOKCH-2,3-
auruapo6eH30|[ 1,4] THOKCHH-6-HIT)-3TUIAMHUHO | -
MHPUMHIHH-4 -1} -0¢H30iHAs1 KuciaoTa (*1)

0.844

464.1

494

2-ITuknobyTokcu-4-{6-[2-(7-sudpropmeTokcu-2,3-
auruapo6enso[ 1,4] tHOKCHH-6-HIT)-3TUIAMHUHO | -
MHPUMHIUH-4 -1} -0¢H301HAs KuciaoTa (*1)

0.93

512.3

495

4-{6-[2-(7-AudpTopmeTOoKCH-2,3-
auruapo6eHso[ 1,4] tHOKCHH-6-HIT)-3TUIAMHUHO | -
DHPUMHUAHH-4-H1}-2-MeTHICY Ib(paHnI0e H30iHAA KHCIO0TA

(*1)

0.844

488.2

496

4-{6-[2-(7-D@TopOeH30[b]THOPCH-5-HIT)-ITHIAMHAHO | -
MHPHUMHIWH-4 -1} -0CH30iHasg KucaoTa (*1)

0.87

392.1

497

4-{6-[2-(7-@TopOeH30[b]THOPCH-5-HIT)-ITHIAMHAHO | -
MHPUMHIWH-4 -1 } -2 -MeTOKCHOCH30HHAA kucaoTa (*1)

0.869

422.1

498

(4-{6-[2-(3-Xmop6eH30[b]|THOPCH-5-HIT)-3TUITAMHIHO | -
THPUMHIWH-4 -1 }-2-npOoNHI(PESHUT)-yKCYCHAS KUCIOTA

D

0.92

464.1

499

(4-{6-[2-(3-Xmopb6beH30[b]|THOPCH-5-HIT)-3TUTAMHIHO | -
OHPUMHIUH-4-11 }-2-TpUPTOPpMETOKCHPEHUT)-yKCYCHAA
kucmora (*1)

1.081

506.3

500

(4-{6-[2-(3-MeTokcu-1-meTuTHAPTATHH-2 -HIT)-
STUJAMUHO |-TUPUMHAUH-4-UT }-2-
TpudTOopMeTOKCH(pEHIT)-YKCYCHasA Kucaorta (*1)

1.086

510.1

501

(4-{6-[2-(3-Xmop-7-¢pTopoeu3o[b]Tuo PpecH-5-11)-
STHJIAMHHO | -TUPHMHAIUH-4 -1 } -2 -TTpOMHI(pEHAT) -
ykcycHag kucmoTa (*1)

0.945

482.2

502

(4-{6-[2-(3-Xmop-7-¢propoeu3o[b]TuoPpeH-5-11)-
STHJIAMHHO | -TUPHUMHUIUH-4 -1 } -2-3TOKCH(PEHUIT)-yKCYy CHAA
kucaora (*1)

0.9

484.3
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503

(4-{6-[2-(7-OtuHun-2,3-npuruapodens3of1,4] xnokcun-6-
HJT)-3THIAMUHO | -THPUMUAUH-4 -1 } -2-METOKCU (DS HUT)-
yKCycHasg kucuaota (*1)

0.73
(KX-MC B)

446.2

504

(4-{6-]2-(5-Metun-2,3-quruapodensol1,4] IMOKCHH-6-HIT)-
STUIAMUHO | -TUPUMHAUH -4 -1 } -2 -IpONUIPESHIT)-
yKCyCHasg kucaota (*1)

0.789

446.1

505

(2-MeTtokcu-4-{6-[2-(5-metun-2,3-
Juruapo6en3o[1,4] AnOKCHH-6-UT)-3THIAMHUHO |-
MHPUMHIWH-4 -1} -peHUIT)-yKCyCcHAs kucaorTa (*1)

0.698

434.1

506

(2-Otoxcu-4-{6-[2-(5-meTHN-2,3-
IuruApoOCcH30[ 1,4 THOKCHH-6-HIT)-3THIAMHHO | -
MHPUMHIWH-4 -1} -peHUI)-yKCyCcHAs kucaorTa (*1)

0.743

448.2

507

3-(2-Metokcu-4-{6-[2-(5-meTHUn-2,3-
auruaApoOcH30][ 1,4 ] THOKCHH-6-HIT)-3THIAMHIHO | -
MHPUMHAIWH-4 -1} -QCHOKCH)-TPpoMHOHOBAA KucaoTa (*1)

0.678

464

508

2-2toxcu-4-{6-[2-(5-meTHN-2,3-
auruaApoo6eH30][ 1,4 ] THOKCHH-6-HIT)-3THIAMHAHO | -
MHPUMHIWH-4 -1} -0¢H30iHAs8 kKucmoTa (*1)

0.809

434

509

(4-{6-[2-(5-Metun-2,3-guruapodecH3o[1,4| sHOKCHH-6-1T)-
STUJAMHUHO |-TUPUMHAUH-4-UT }-2-
TpudTOpMEeTOKCH(pEHIT)-YKCYCHasA Kucxorta (*1)

0.91

488.2

510

(2-Aupropmerokcu-4-{6-[2-(7-3TO0KCH-2,3-
auruapo6eH30][ 1,4] THOKCHH-6-HIT)-3THIAMHHO | -
MHPUMHIWH-4 -1 } -QeHII)-yKCYCHAsA kucaora (*1)

0.844

500.1

511

(2-Aupropmerokcu-4-{6-[2-(5-metun-2,3-
auruapo6eH30|[ 1,4] THOKCHH-6-HIT)-3TUIAMHUHO | -
MHPUMHIWH-4 -1 } -QeHII)-yKCyCcHas kucaora (*1)

0.809

470.1

512

(4-{6-[2-(7-O10okcu-2,3-guruapooecH3o[1,4] TuoKCHH-6-
HJ1)-3THIAMUHO | -TUPUMUAUH-4 -1 § -2 -3 TUI(PE HILT)-
yKCycHas Kuciaora (*1)

0.769

462.1

513

(2-Otun-4-{6-[2-(5-meTUn-2,3-
auruapo6eHso[ 1,4] tHOKCHH-6-HIT)-3TUIAMHUHO | -
OHPUMHIWH-4 -1} -peHUT)-YKCyCcHas kucaoTa (*1)

0.734

432.2

514

(2-Otun-4-{6-[2-(4-propobeH3o[b]Tuopen-5-um)-
STHJIAMHHO | -TUPUMHAIHH-4 -1 } -(DEHUT)-y KCYCHAsl KUCI0Ta

D

0.824

434.1

515

2-Otun-4-{6-[2-(5-meTHna-2,3-
IuruApo6en3o[1,4] AnOKCHH-6-UT)-3THIAMHHO |-
MHPUMHIWH-4 -1} -0¢H30iHag kucmoTa (*1)

0.804

418.1

516

4-{6-]2-(7-Otoxcu-2,3-quruapodecH30[ 1,4 | THOKCHH-6-HIT)-
STHJIAMHHO | -MTHPUMHAIHH-4-HJT } -2 -3THAOCH30HHAA KHCIO0TA

(D

0.839

448

517

2-Otun-4-{6-[2-(1-meTumHAPTATHH-2 -NT)-3THIAMHHO |-
MHPUMHIWH-4 -1} -0¢H30iHAsS kKucmoTa (*1)

0.955

410

518

2-Otun-4-{6-[2-(7-pTopbeH30[b]THOPCH-5-HT)-
STHJIAMHHO | -MUPpUMHIAWH-4 -1 } -0¢H301#THAa xkucmora (*1)

0.93

420

519

2-Iluxnonponokcu-4-{6-[2-(5-metun-2,3-
auruaApoo6eH30][ 1,4 ] THOKCHH-6-HIT)-3THIAMHHO | -
MHPUMHIWH-4 -1} -0¢H30iHAs1 kKucmoTa (*1)

0.819

446.1

520

2-Iluknonponokcu-4-{6-[2-(7-meTokcu-2,3-
auruapoo6eH30][ 1,4] THOKCHH-6-HIT)-3THIAMHAHO | -
MHPUMHIWH-4 -1} -0¢H30HAs1 KucaoTa (*1)

0.784

461.9

521

2-IMukmonpomokcu-4-{6-[2-(1-MmeTumrHaTaTUH-2-1]T)-
STHJIAMHHO |-MUpUMHIAWH-4 -1 } -O¢H30#HAas kucaora (*1)

0.98

438
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522

(2-Aupropmerokcu-4-{6-[2-(7-meTokcu-2,3-
auruapo6eHso[ 1,4] tHOKCHH-6-HIT)-3TUITaAMHUHO | -
OHPUMHIWH-4 -1} -(peHUT)-YKCyCcHas kucaoTa (*1)

0.779

486.2

523

(2-HU3omponokcu-4-{6-[2-(7-metTokcu-2,3-
Juruapo6enso[ 1,4] tHOKCHH-6-HIT)-3TUITAMHUHO | -
MHPHUMHIHH-4 -1} -peHIT)-yKCyCHAsA kucaoTa (*1)

0.759

478

524

(2-9tun-4-{6-[2-(7-meTOKCH-2,3-
Juruapo6en3o[1,4] AnOKCHH-6-UT)-3THIAMHHO |-
MHPUMHIWH-4 -1} -peHUIT)-yKCyCcHAs kucaorTa (*1)

0.718

448.2

525

(4-{6-[2-(7-MeTtokcu-2,3-guruapodecH3o[ 1,4 ]| IHoKCHH-6-
HJT)-3THIAMUHO | -TUPUMU AU H-4 -1 } -2 -
TpudTopMeTHAPEHIT)-YKCYCHA KucaoTa (*1)

0.849

488.2

526

(4-{6-[2-(7-Metun-2,3-guruapooeH3o[1,4]| AMOKCHH-6-1T)-
STHJIAMUHO | -TUPHMHAIAH-4 -1 } -2 -TTPOMHI(PESHAT) -
yKkCcycHag kucmoTa (*1)

0.784

446.2

527

(4-{6-[2-(2,3-Auruapodben3o[1,4]| AMOKCHH-6-UTT)-
STHJIAMUHO | -TUPHMHAIAH-4 -1 } -2 -TTPOMHIPEHAT) -
yKkCcycHag kucmoTa (*1)

0.744

432.2

528

(4-{6-[2-(7-@Top-2,3-quruapodecH30[ 1,4 ITHOKCHH-6-HIT)-
STHIAMUHO | -TAPHMHAAAH-4 -1 } -2 -TTpOMHIPEHAT) -
yKCcycHag kucmoTa (*1)

0.784

450.3

529

3-(4-(6-((2-(7-DOTopodeu3o[b]THo PeH-5-
HJT)3THJI)aMUHO ) THPUMHIUH-4 -11) DCHUIT) -
[1,2.4]oxcagna3zon-5(4H)-ou [TayTromMepHas popma: 3-(4-
{6-[2-(7-pTopbeH30[b]THOPEH-5-HT)-3THIAMHIHO |-
nHpUMHIHH-4 -1} -permn)-[1,2,4]okcannason-5-01a]

0.92

434 .2

530

7-{6-[2-(7-®@Topben30[b]THOPCH-5-HIT)-ITHIAMUHO |-
nupuMuauH-4-un}-1-metun-3,4-guruapo-1H-xuHa3onuH-
2-0H

0.774

4343

531

2-{6-[2-(7-®@Topben3o[b]THOPeH-5-11)-3TUIAMUHO] -
nupuMuauH-4-un}-1H-uagon-4-kap6oHoBas kucaora (*1)

0.93

433

532

4-{6-[2-(7-DTOopOeH30[b]THO PeH-5-1T)-d3TUIAMHUHO |-
OHPUMHIUH-4-1}-2,6-ATUMETHI(PEHO T

0.794

3943

533

2-Oruncyabpanun-4-{6-[2-(7-propoben3o[b]tnopen-5-
HJT)-3THJIAMHAHO | -THPUMHINH-4 -1 } -OCH30HHAS KHCIOTA

D

1.006

454.1

534

2-Iuxmob6yTokcu-4-{6-[2-(7-pTopodeH3o[b]THo PecH-5-1T)-
STHJIAMHHO | -MTUPUMHIWH-4 -1 } -O¢H30#HAs xucmoTa (*1)

1.041

464 .3

535

3-(3-Otokcu-5-{6-[2-(7-pTopbeH30[b]THOHCH-5-HIT)-
STHJIAMHHO | -TUPUMHAIAH-4 -1 } -THO (PeH-2 -1T)-
MpOMHOHOBAA kucuoTa (*1)

1.187

472.2

536

3-(4-{6-]2-(7-D®Topb6eH30[b]|THOPCH-5-HIT)-3THTAMHIHO | -
OHPHUMHIUH-4 -1 } -peHnT) -4 -THAPOKCHIUKIOOYT-3 -CH-
1,2-guoH

0.908

446.1

537

(2-O1oxcu-4-{6-[2-(7-¢pTopodbeH30 [b]THOPCH-5-1T)-
STHJIAMHHO | -TUPHMHAIAH-4 -1 } -(DEHUT)-OKCOYKCYCHAA
KHCJIOTA

0.915

466.3

538

CroxHBIH METHIOBBIH 3(up 2-muKIomponokcu-4-{6-[2-(7-
¢propbeH30[b|THOPCH-5-1T)-3THIAMUHO | -THPUMHIHH -4 -
W1} -OCH30WHOH KHCTOTHI

1.086

4643

539

[2-(7-DTopOeH30[b]THOPeH-5-UM)-3THA]-[6-(1H-HA0T-5-
HJT)-DHPUMHUOHH-4-UJT]|-aMUH

0.779

389.4

540

(2-Aupropmerokcu-4-{6-[2-(7-propodeH3o[b]TuoPen-5-
HIT)-3THIAMHUHO | -TUPUMUAUH-4 -1 | -(pe HILIT)-YKCY CHAS
kucioTa (*1)

0.935

4743
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541

(2-Xnop-6-3tHn-4-{6-[2-(7-propdeHnso[b]ruo pen-5-mm)-
STHJIAMHHO | -TUPHMUAUH-4 -1 | -(DeHUT)-y KCYCHAsl KHCIO0Ta

(*1)

0.991

470.1

542

(2-Otun-4-{6-[2-(7-¢propoeH3o[b]TuopeH-5-um)-
STHJIAMHHO | -TUPUMHAIAH-4 -1 } -6-ME THI (DS HHUIT ) -y KCY CHAS
kuciaoTa (*1)

0.854

450.3

543

5-(4-(6-((2-(7-®Topodeu3o[b]TuopeH-5-
HJT)3THJI)AMUHO ) TAPUMHIUH-4 -11) (DS HUIT) -
[1,2,4]oxcagna3zon-3(2H)-ou [TayToMepHas popma: 5-(4-
{6-[2-(7-pTopOeH30[b]THO PCH-5-HIT)-3THIAMHIHO | -
mupUMHAIHH-4-u1}-pernn)-[1,2,4]okcagnason-3-oma]

0.854

433.9

544

(4-{6-[2-(7-D@TopOeH30[b]|THOPCH-5-HIT)-3TUITAMHUHO | -
MHPUMHAIWH-4-H1T } -2 -MCTHI(PCHUT)-YKCYCHAS KHCIOTA

D

0.789

4223

545

(3-Otun-5-{6-[2-(7-¢propodbeu3o[b]Tuo pecH-5-11)-
STHIAMHHO |-TUPHMHAIAH-4 -1 } -THO (PEH-2 -HIT)-YKCYCHAs
kucmora (*1)

0.981

442 .4

546

(2-Xmop-4-{6-[2-(7-¢pTopOecH30[b]THO pcH-5-1T)-
STHIAMUHO |-TUPHMHAANH-4 -1 } -6-Me THI(PESHILT) -y KCYy CHAA
kucmora (*1)

0.945

456.2

547

1-Otun-4-{6-[2-(7-pTopdbeH30[b]THO pcH-5-1T)-
STHIAMHHO |-TUPUMAAUH-4 -1 } -1 H-tuppo -2 -kapOoHOBas
kucmora (*1)

0.749

411.3

548

4-{6-[2-(7-@TopbeH30[b]THOPCH-5-HIT)-ITHIAMUHO |-
mHpUMHAIUH-4 -1} -1 -iponua- 1 H-tuppoa-2-kapboHoBas
kucioTa (*1)

0.794

425.1

549

6-{6-[2-(7-®@Topben30[b]THOPEH-5-HIT)-ITHIAMUHO |-
NHPUMHIHH-4-11 }-0eH30(ypaH-3-kapOOHOBAsA KUCIOTA

D

0.89

434.1

550

5-(2-Otokcu-4-{6-[2-(7-pTopben3o[b]Tuopen-5-um)-
STHJIAMHHO | -TUPUMHIAH-4 -1 } -(DEHUT)-H30KCA301-3-011
[Tayromepuas popma: 5-(2-s>Toxcu-4-(6-((2-(7-
(¢propbeHn3o[b]THopeH-5-ua)ITHI)aMHHO ) THPUMUIUH-4 -
ui)peHmn)u3okcaszon-3(2H)-oH]|

1.001

477.3

551

2-2rtokcu-4-{6-[2-(7-propbeH3o[b]THopeH-5-mum)-
STHJIAMHHO | -TUPUMHAIAH-4 -1 } -6-TTPOMUIOCH30 HHA A
kuciaoTa (*1)

0.981

480.3

552

2-2toxcu-3-prop-4-{6-[2-(7-pTopdbeH30[b]THO PCH-5-1T)-
STHJIAMHHO | -MUPUMHIWH-4 -1 } -0¢H30#HAs kucmora (*1)

0.99

456.3

553

5-(4-{6-]2-(7-®Topb6eH30[b]|THOPCH-5-HIT)-3THITAMHIHO | -
OHPUMHIUH-4 -1 } -2 -METOKCH(EHHIT) -H30KCA30 -3 -0
[TayTromepuas ¢popma: 5-(4-(6-((2-(7-

¢propOeH30[b|THO PCH-5-1T)ITHI)aMHHO ) THPUMHATHH -4 -
u)-2-MeTOKCH(pCHNUT)H30KCa30a-3(2H)-0H]

0.945

463.3

554

2-®Ot1op-4-{6-[2-(7-pTOopOeH30[b]THOPCH-5-HIT)-
STHJIAMHHO | -TUpUMHIWH-4 -u } -0¢H301HAs kucmora (*1)

0.965

412.2

555

4-{6-]2-(7-@TopbeH30[b|THOPCH-5-HT)-ITHITAMHAHO | -
MHPUMHAIWH-4 -1} -2-MeTHIOCH301THAA kucmoTa (*1)

0.874

408.3

556

(5-{6-[2-(7-D@TopbeH30[b|THOPCH-5-HIT)-3TUTAMHIHO | -
MHPUMHAIWH-4 -0 } -3 -MPOMHATHO PeH-2 -1 )-YKCYCHAA
kucmora (*1)

1.046

456.3

557

1-(4-{6-[2-(7-@TopbeH30[b]THOPCH-5-HT)-3TUITAMHIHO |-
MHPUMHIUH-4 -1 } -2 -NPOTHI(DESHILT)-
OUKJIONpPOnaHKapOoHOBas Kuciaora (*1)

0.95

476.1

558

4-{6-[2-(7-®@TopbeH30[b]THOPEH-5-HIT)-ITHIAMUHO |-
nupuMuauH-4-un}-1H-ungon-7-kapbonosasa kucmaora (*1)

0.804

433 4
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tg [Mun] ()KX- | nxanHbIE,

Opum. Coeaunnenue MC C) m/z
[M+H]"

(3-Aupropmerokcu-5-{6-[2-(7-¢propodeuso[b]ruoden-5-
559 HJT)-3TUIAMHUHO | -THPUMHINH-4 -1 } -THO PeH-2 -HT)- 1.096 480.2
yKCycHasg kucuaota (*1)

3-(4-{6-]2-(7-®TopbeH30[b]|THOPEH-5-NT)-dTHIAMHUHO | -
560 DUPUMHAHH-4-H1 }-2-METOKCH()ECHUT)-IPOITHOHOBAS 0.829 452.1
kuciaoTa (*1)

2-{6-[2-(7-®TopOeH30[b]THO PECH-5-HIT)-ITHIAMHAHO | -

361 mupuMHIHH-4 -1} -1H-ungon-7-kapooHoBas kucaoTa (*1) 1.096 432.9
6-{6-[2-(7-@TopOeH30[b]THOPCH-5-HT)-ITHIAMHAHO | -

562 mupuMHAIHH-4 -1} -1H-uHaa30m-3 -kapOoHOBAs KUCIIOTA 0.779 4343
*1

563 4-{6-[2-(7-@TopOeH30[b]THOPCH-5-HT)->THITAMHAHO | - 0.91 4102

NHPHMHIWH-4 -1 } -2 -TuApOKCHOCH30HHAs KucaoTa (*1)

(2-Otoxcu-3-prop-4-{6-[2-(7-pTopOeH30[b]THO PcH-5-
564 HIT)-3THIAMUHO | -TUPUMAINH-4 -1 11 } -(he HILT)-YKCYCHAS 0.91 470
kucmora (*1)

Ipumep 565: 3-(2-OT1okcu-4-{6-[2-(1-MmeTHaHAPTANHH-2-U]T)-ITHIAMHHO]-
NHpUMHUANH-4-ua}-Ppenunn)-[1,2,4]okcaguazon-S(4H)-Tuon (TrayromepHasi ¢popma:
3-(2-3TokcHu-4-{6-[2-(1-MeTHAHAPTAINH-2-N]I)-3ITHIAMHHO |-THPUMHAHH-4-HT}-
$pennin)-[1,2,4]oxcaauaszon-S-Tuo.a)

K pacTBopy (E/Z)-2-3tokcu-N'-runpoxcu-4-(6-((2-(1-metunnadranun-2-
WJT)3TUI)aMUHO )JTUPpUMUIUH-4-un)0ensumugamuaa (79 mr, 0.166 MmMonb) B JUOKCaHE
(0.8 mu) u IMCO (0.8 mu) nobasnsitot 1,1'-Tnokapbonunnuumunaszon (46.8 mr, 0.25
mmonb) u DBU (0.0989 wmia, 0.649 wmmonb). PM Harpesator npu 90°C wu
NnepeMeIlBal0T B TeueHHe HOouM. JlMOKCaH ynaisloT B BakyyMe, 3aTe€M pacTBOP
¢unprpyror uyepes IITDPD ¢unbrp, npomeiBas MeCN u JM®PA, u OYHIAOT C
nomotuibto npern. XXX-MC ¢ nmonydeHueM yka3aHHOTO B 3arOJIOBKE COCIUHEHUS] B BUIE
6nenHo-)enTOr0 mopomka (45 mr, 56%). XX-MC C: tg = 1.141 mun, [M+H]" =
484.1.

a) (E/Z)-2-Dt1oxkcu-N'-ruapoxcu-4-(6-((2-(1-meTnaHadpTanun-2-
HJ1)3THJI)AMHUHO)THPUMHUANH-4-1a)0eH3UMUIaM U]

PactBop 2-3Tokcu-4-(6-((2-(1-meTunHapTaNNH-2-1J)3THI)aMHHO ) TUPUMHUANH-4 -
wi)oensonutpuia (87 mr, 0.213 mmouns), runpoxiopuaa rugpokcunamusa (0.0224 v,
0.532 mmonse), TEA (0.0745 ma, 0.532 mmons) u EtOH (2 mn) Harpesatot nipu 90°C u
nepeMeInBaT B TeueHue Houn. PM oxnaxknaroT 1o KT, u ocagok cobuparot nyrem

¢unpTpoBanus, mpombeiBatoT Bonou, EtOH u B 3akmouenue Et,O, u cymar B BBICOKOM
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BaKyyMe€ C TIIOJIyYEHHEM YKAa3aHHOTO B 3arojiOBKE COEIMHEHHS B BHUAE OE€XEeBOro
nopomka (79 mr, 84%). JKX-MC B: tg = 0.68 mun; [M+H]" = 442.0.

b) 2-DTokcu-4-(6-((2-(1-meTunHadgTaINH-2-HUJI)3THI)AMHUHO)IHPUMHIHH-
4-n1)0eH30HUTPHII

Cnenys  obmed  meromuke A ¢ Hcnojgb3oBaHueM  O6-xjop-N-(2-(1-
MeTHJIHA(TATUH-2-HJT)3THI ) TAPUMUIUH-4-aMHUHA (A.1.2) u 4-unaHo-3-
3TOKCU(PEeHHIOOPOHOBOM KUCIOTHI, YKa3aHHOE B 3aroJIOBKE COCTUHEHHUE MOJYYaroT B
Bune Oenoro TBepaoro BemectBa. JKX-MC B: tg = 0.93 musH,; [M+H]" = 408.97.

Hpumep 566: 3-(2-DTokcu-4-{6-[2-(1-MeTHaHAPTANHH-2-UT)-3TUIAMHHO]-
nupuMuanH-4-ui}-6en3unn)-[1,2,4]okcanuazon-S5(4H)-on (tayromepuas popma: 3-
(2-3ToKCcHu-4-{6-[2-(1-MeTHIHAPTAIUH-2-HJI)-3TUJIAMHHO |-MTHPUMHAUH-4-HJT}-
O0en3uu)-[1,2,4]okcaaua3zon-5S-oa)

B npobupky nmns MB mnpubopa 3arpyxkarnt (E/Z)-2-(2-3Toxcu-4-(6-((2-(1-
MeTHJIHA(TATUH-2-HJT)3THI)aMUHO )TUPUMHUANH-4-11) P eHr )-N'-
ruapokcuanerumunamuy (35 mr, 0.077 mmons), DBU (0.035 mu, 0.23 mmons) u 1,1'-
kapbonunnuumunason (26 wmr, 0.154 mmonb), nuokcan (1 mm) u AMCO (1 wmn).
IMpoOupky 3akpeiBalOT KoJmadykoM u HarpeBaror npu 110°C B teuenme 30 MuH B
MUKpoBoJdHOBOM mnpubope. Ilocme Toro, kak cmech oxjaautcs no KT, nuokxcan
YAAJISIOT U cMech ounwarT ¢ noMoubio npen. XKXX-MC ¢ nonyueHueM yka3aHHOIO B
3aroJIOBKe COeAMHEeHHUs B Buuae Oenoro TBepaoro Bemectsa (23 mr, 62%). XKX-MC C:
tg = 0.91 mun; [M+H]" = 482.2.

a) (E/Z)-2-(2-9Tokcu-4-(6-((2-(1-meTnnnadpraanu-2-

WJI)3THJI)AMUHO ) IHPUMHANH-4-11)perHn)-N'-ruapokcuaneTuMuIaMH
2-(2-2tokcu-4-(6-((2-(1-meTunnadTanuH-2-1i)3THI )aMUHO )TUPUMHIHH-4 -
wi)penun)aueronutpun (32 mr, 0.076 mmonr) pactBopsitor B EtOH (1 mu) 3arem
nob6apisiroT pactBop rugpokcmiamuHa (50% B H,O, 0.023 M, 0.379 mmons). Cmech
HarpeBatoT npu 120°C B TeueHne 30 MUH B MHKPOBOJIHOBOM IpPHOOpE, OXJIAKIAOT A0
KT ¥ KOHLEHTPUPYIOT NHpPH IMOHMXEHHOM IABJIEHHH C TMOJYyYeHHEM YKAa3aHHOTO B
3aroJIOBKE COEOUWHEHHUs B BHJE KOPUYHEBOrO TBEPAOro BemecTtBa (35 Mr, Komwd.).

XKX-MC B: tg = 0.68 mun; [M+H]" = 456.5.

b) 2-(2-DTokcu-4-(6-((2-(1-meTuaHapTAIUH-2-
HJ1)3THJI)AMHUHO)IMPUMHAHH-4-1J1)(peHHT)aLeTOHUTPHUJI

Cnenys  obmel  meronmuke A ¢ Hcrnojgb3oBaHueM  O6-xjop-N-(2-(1-

MeTUNHAPTANUH-2-UN )3T ) nupuMuanH-4-amuaa (A.1.2.) u 2-(2-stokxcu-4-(4,4,5,5-
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terpameTmi-1,3,2-nuokcaboposian-2-ui)peHns )aleTOHUTPUIa, yKa3aHHOE B
3arojIoBKe COeIMHEHHUE IMOJIy4arT B Buiae Oenoro TBepaoro Bemectsa. XKX-MC B: tg
= 0.90 mun; [M+H]" = 423 4.

¢) 2-(2-Drtokcu-4-(4,4,5,5-rerpamerna-1,3,2-guokcadoposian-2-

W) (peHnJI)aneTOHUTPUJI

VYkazaHHO€ B 3arojloOBK€ COEIMHEHHE IOJy4aloT B COOTBETCTBUM C METOAUKOIM,
onmucanHoW s A.2.12., ucxons u3 2-(4-Opom-2-stokcudenun)aueronurpuna. KX-
MC B: tg = 1.05 mun; [M+H]™ = 288.4.

d) 2-(4-bBpom-2-3TOKCH(pEHHT)aALETOHHUTPHUT

VYka3zaHHOE B 3arojIOBK€ COEIMHEHHE IMOJYyYalT B COOTBETCTBUH C METOAUKOI,
onucanHoi mns Ilpumepa 338-d, mcxons u3 2-(4-Opom-2-3TokcudeHun)aneramuna.
KX-MC B: tg = 0.97 muH; 6€3 HOHH3AI[HU. 'H aMmp (400 MTI'u, d6-AMCO) &: 7.22-
7.42 (m, 2 H), 6.96-7.21 (m, 1 H), 4.13 (q, J = 6.9 I'y, 2 H), 3.78-3.86 (m, 2 H), 1.36
(m, 3 H).

e) 2-(4-bpom-2-3ToKcudeHuT)aneTaMug

VkazaHHOE B 3arojIOBK€ COEIMHEHHE IOJYyYalT B COOTBETCTBUHM C METOAUKOM,
onucanHoi nua Ilpumepa 338-e, ucxons us 2-(4-6pom-2-3TOKCHU(DEHUI)YKCYCHOM
kucaoTel. JKX-MC B: tg = 0.76 mun, [M+H]™ = 257.85.

IIpumep S67: 3-(2-OTokcu-4-{6-[2-(1-MmeTHaHAPTANHH-2-U]T)-ITHIAMHHO]-
NUPHUMHUANH-4-U}-0eH3na)-[1,2,4]okcaguazon-S(4H)-Tuon (Ttayromepnas gpopma:
3-(2-3Tokcu-4-{6-[2-(1-MeTHAHAPTAINH-2-N])-3THIAMHHO |-THPUMHANH-4-HJT} -
O0en3uu)-[1,2,4]okcaauazos-S-tuou)

YkazaHHOE B 3arojIOBKE COEIMHEHHE MOJyYalT B COOTBETCTBHU C METOAUKOIA,
onucanHod  amsi  Ilpumepa 566, wmcnonwssys (E/Z)-2-(2-sToxcu-4-(6-((2-(1-
MeTHJIHA(TATUH-2-HJT)3THI)aMHUHO )TUPUMHUANH-4-11 ) eHrn )-N'-
ruapokcuanerumunamuy (Ilpumep 566-a) u 1,1'-tnokapOonmnaunmunazon. XKX-MC

C: tg = 0.995 mun; [M+H]™ = 498.2.

II. Buojornueckue aHAJHU3bI

CoenuHeHHnsT HACTOSAIIETO  HM300peTeHHUs  MOryT OBITh  JOTOJHHUTEIbHO
OXapaKTepU30BaHbl B  OTHOIIEHWH HMX OO0mux  (HapMaKOKMHETHYECKUX U
(bapMakoOJOrHYECKUX CBOWMCTB, HCIOJB3Yysl OOIMENPUHAThIE AaHAJIU3Bl, XOPOIIO
U3BECTHbIE B JAaHHOW 00JacTHM TEXHUKH, TaKHe KaK aHallu3bl AHTHOTeHe3a WM
aHaJINU3bl UHTUOMPOBAHMS POCTA OMYyXOJH, WM, HaPUMEp, aHAJIU3bl KaCATEIbHO UX

OMOOOCTYMHOCTH Y Pa3HBIX BUIOB (TaKUX KakK Kpbica UK coOaka);, MJIN KacaTeJIbHO UX
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CBOWCTB B OTHOLIEHHH JIEKAPCTBEHHOW OE€30MacHOCTH W/MIM TOKCHUKOJOTHYECKUX
CBOWCTB, UCIOJIb3ysl OOIIENPUHITHIE aHAJINU3bI, XOPOIIO U3BECTHBIE B JAHHOH o0nacTy,
HalpuMep, aHaJIM3bl KacaTeJlbHO HHruOupoBaHus ¢Qepmenrta nuroxpoma P450 u
3aBUCHMOTO OT BPEMEHHU MHIUOMpOBaHusA, akTuBauuu peuentopa npernana X (PXR),
CBSI3bIBAHMS [NIyTATHOHA, WIH (POTOTOKCHYECKOIO MOBEACHUS .

EMT-6 MpliinHas onyxoJeBasi MOAEb

Jluauro knetok EMT-6 ¢GopMmupyloT H3 TPaHCIJIAHTUPYEMOHW MBIIIHHON
KapUUHOMBI MOJIOUHOH »Keje3bl, KoTopas Bo3HUkjJa y Mbimu BALB/cCRGL mnocne
UMIJIAaHTAUUHU TUIEPIIACTUYECKOrO aJNbBEOJSIPHOIO y3€JIKa MOJIOYHON JKeJe3bl
(Volence FJ, u nap., J Surg Oncol. 1980, 13(1):39-44), nmonyuennoro uz ATCC
(aMepuKaHCKas KOJUIEKIUS TUIIOBBIX KyJIbTyp, Manaccac, Buprunms, CIIIA).

EMT-6 onyxoneBble KJIETKH BbIpaliuBalOT B Buiae MoHocjos npu 37°C Bo
BrnaxxHou armocdepe (5% CO;, 95% Bosayxa) B RPMI 1640, conepxameit 2 MM L-
ryTaMuH W pomnosHeHHoW 10%  ¢eranpHON  Obrubedt  ceiBOpoTKOM. s
SKCIEPUMEHTAIBPHOIO HCIOJIb30BAHUS, OMYXOJEBbIe KJIETKH OTAEISIOT OT KOJOBI A
KyJbTYp C NOMOIUBIO TpHUINCHHA. KIe€TkM NOACUUTHIBAOT B TE€MOLUTOMETPE M HUX
KU3HECTIOCOOHOCTD OLIEHUBAIOT IYTEM BBITECHEHUS TPUIIAHOBOI'O CUHETO.

Onyxonu WHAYOHUPYIOT y camMok wMbimeldd BALB/c nubo myTeM mNOIKOKHOM
HUHBbEKIUU 1x10° EMT-6 kietok B 200 mxn RPMI 1640 B npaBbiii 00K, MO0 myTeM
uabekiun 2.5x10° EMT-6 knetok B 50 Mka RPMI1640 B %HPOBYIO TKaHb MOJIOYHOI
xene3bl. Jnsg mocnmenHeld wHBEKUMH, caMok Mbimeld BALB/c  aHecte3upyroT
n30(pIypaHOM M Haa OOKOBBIM OTJEJIOM TPYIHOH KJIETKH Ha KOXKE BBIOJHSIOT 5 MM
paspe3 ¢ 1eJabl0 OOHAXHUTh KUPOBYK TKaHb MOJIOUYHOW jkejesbl. [locie MHBEKUHH
ONYXOJIEBBIX KJIETOK K FPYAHON NMOBEPXHOCTHU ClieTKa MPUKUMAIOT YBJIAKHEHHBIN 95%
5TAaHOJIOM BAaTHBIN TAMIIOH C LEJIbK YMEPTBUTh ONMYXOJE€BbIE KIETKU, KOTOPbIE MOTYT
NpOCOYUTBC U3 MecTa uHbeKuuu. Koy Mbllleld 3aKpblBAIOT C [OMOINBIO
xupyprudeckux HUTOK 4-0 Crinerce.

ExxenHeBHO HAOMIOMAOT 32 MOBENCHHEM U BBDKMBAEMOCTBIO JKHBOTHBIX, M JIBA
pasa B HEJEJI0 U3MEPSIOT MacCy Tejla U pOCT ONyXxoJu. PazMepbl onyxoJsield U3MepsitoT
C MOMOIIBI0 INTAHTEHIUPKYJSA, U 00BEM OMyXOJel pPacCYUTHIBAIT MO CHEnyrei
dbopmye: o6bem onyxonu = (mupHHA” X LIHHA)/2.

Korna obbembl omyxoned nocTHUrarloT auamazoHa mexay 60 u 100 MM’ (B
3aBUCHUMOCTHU OT 3KCIIEPUMEHTA), HAUMHAIOT JieueHue antaronuctamu EP2 u/unmn EP4,

H COCAMHCHUEC NAaK0T CXKCAHCBHO B TCUCHUEC I10 MEHbII e MEp€E 3 HEACIb.
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Maccy onyxonu U3MepstoT B KOHLE UCCIEJOBAHUSA.

BuoJjiornyeckue aHaJAU3bI in Vitro

3Ha4YeHHUs aHTAarOHUCTUYECKON akTUBHOCTHU coenuHeHuit gopmynsl (I) Ha EP2 u
EP4 peunenTtopbl onpenenstoT B COOTBETCTBHH CO CIEAYIOIIUM 3KCIEPUMEHTAIbHBIM
METOOM.

B ananuse wucnonssytor PathHunterTM HEK 293 PTGER2 u PTGER4 b-
appecTUHOBBIE KJieTO4YHble JuHHU OT DiscoverX. CucremMa OCHOBaHa Ha MpOLEnype
KOMIUIEMeHTauuu (¢parMeHToB ¢epmeHTa. JlBa KOMILUIEMEHTapHbIX (parMeHTa
dbepmenTa b-ramakTo3umasbl SKCOPECCUPYIOT B CTaOUIBHO TpaHCHUIUPOBAHHBIX
KJIeTkax. bonpmyw dYacTe b-ram, HassiBaemywo AD - akmentopoMm QepmeHTa,
koHAeHCUpyT ¢ C-xoHuom b-appectuHa 2. MeHbmuili (parMeHT, Ha3bIBAEMBbIH
ProLinkTM wmapkepom, koaneHcupytT ¢ PTGER2 (EP2) unu PTRGER4 (EP4) no C-
koHny. IIpu akTuBauum, b-appecTUH peKPYTHPYETCS, YTO 3aMyCKAET B3AaUMOJEHCTBHUE
ProLink u A®, mo3BoJisisi KOMILJIEMEHTAIUIO IBYX (pparmeHTOB b-ranm u oOpa3zoBaHue
($yHKIIMOHANBHOTO (epMeHTa, KOTOpPBIi CcHocoOeH TUAPOIU30BaTh CyOCTpar W
reHEePUPOBATh XEMUIIOMUHECLIEHTHBIH CUTHAJ.

AHnaau3 Ha ocHoBe hEP2 b-appectuna:

HEK 293 PTGER2 b-appectunossie kinetku (DiscoverX 93-021-4C1) oTnensmoT
OT 4Yaulek JJs KyJbTHBUpPOBaHUs Oydepom ansa nuccoumanuu kierok (Invitrogen,
13151-014), u cobuparot B cpene mis pocta (CP: DMEM + Glutamax-I (Invitrogen
32430)/10% FCS, 1 % nenuumnnuHa/crpentomuiinaa). BeiceBatror 5000 kieTok Ha
nyHky 384 nyHouHoro miaHmeTa (Oenbiit ¢ OenbiMm qHoM, Greiner 781080) B 20 Mk
CP na nyHnky. [Inanmer unkyoupytot npu 37°C, 5% CO;, B TeueHue 24 4acos.

bazoBbie pacTBOpPBI TECTUPYEMBIX COCAUHEHUN MPUTOTOBJSIOT C KOHLUEHTpaLuuei
10 MM B JIMCO u cepuiino paszbapisroT B JIMCO 1o KOHUEHTpaui, HeoOX OTUMBIX
101 KPUBBIX 3aBUCHUMOCTH "1no3a MHTHOMpoBaHUsA-3pPexT" (MHTEepBal TECTHPYEMBbIX
koHIeHTpanui: 10 MkM - 2 HM unu 1 MM - 0.2 HM).

PGE2 (Cayman 14010, 6a3oBbiii pactBop: 10 MM B JIMCO) uCrnonp3ymoT B
Ka4yecTBe arOHHUCTA NPU KOHEUHOH KoHUeHTpauuu 5 MkM, coorBercTByromeit EC80.

[19Th MHUKPOJNHUTPOB pa30aBICHHBIX COEJUHEHUH MEPEHOCAT B AHAJUTHYECKHUH
mwiaHmwet. [lnaHmer npenBapuTenbHO MHKYOUpPYIOT B TedeHue 15 munyTt mpu 37°C.
3arem mnATe wMukpoautrpoB PGE2 (xoHeunas xoHm. S5 MkM) mnepeHocsST B

aHanutndeckui mnanmer. Ilnanmer uukyoupytor 120 munyt npu 37°C.
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Komnonentsl Habopa pns nperektupoBanHuss PathHunter Glo otramBaroT u
CMEIIHMBAIOT B COOTBETCTBHUU C HMHCTPYKUHAMHU mpou3Boautens: 1 ygacte cybcTpara
Galacton Star ¢ 5 wactamu pactBopa Emerald IITM u 19 yactamMu aHanUTHYECKOTO
Oydepa PathHunter Cell, coorBeTcTBeHHO. [[BeHaaLaTh MKJ peareHTa MepeHOCSAT Ha
AHAJUTUYECKUI IUIaHmeT U MHKyOupyroT B Tedenue 1 uyaca mpu KT B TemHoTe.
UMnynbchl JTIOMHHECHEHUWH CcuuThiBalOT Ha puaepe BMG Fluostar Optima B
COOTBETCTBUU C UHCTPYKLUSIMHU NMPOU3BOIUTEIS .

Jns xaxxnol KOHLEHTPALUM COENMHEHHUs PAaCCUUTBHIBAIOT MPOLIEHTHOE 3HauYeHUE
aKTUBHOCTHU B CpPaBHEHUM C KOHTpoJbHbBIM 3HaueHuem JIMCO B Buae cpegHero +
STDEV (xaxxayro KOHLEHTPAIUIO U3MEPSIIOT B IBYX MOBTOPHOCTSX ).

ICso 3HayeHMs UM  KpUBble T€HEPUPYIOT IOCPEACTBOM IMPOrPaMMHOI0
obecneuenus XLfit (IDBS), ucnons3ys moxenp Dose-Response One Site model 203.
Korna coenunenus ObpiM U3MEPEHBI HECKOJIBKO pa3, MPUBEACHbI CPEIHUE 3HAUCHHS .

Anaau3 Ha ocHoBe hEP4 b-appecTuna:

HEK 293 PTGER4 b-appectunossie kietku (DiscoverX 93-030-4C1) oTnensroT
OT 4Yamek IJs KyJbTHBUpPOBaHUs Oydepom ans nuccoumanuu kierok (Invitrogen,
13151-014), u cobuparot B cpene ais pocra (CP: DMEM + Glutamax-I (Invitrogen
32430)/10% FCS, 1 % nenuumnnuHa/cTpentomuinnaa). BreiceBaror 5000 kieTok Ha
nyHKy 384 nyHouHoro muaHmeTa (Oenbiit ¢ 6enbiMm gHOM, Greiner 781080) B 20 Mk
CP na aysky. [Inanmer uakyoupyroT npu 37°C, 5% CO, B TeueHue 24 yacos.

ba3oBble pacTBOPBI TECTUPYEMBIX COCAMHEHUN NMPUTOTOBJSIOT C KOHLEHTpAaLUeH
10 MM B JIMCO u cepuiino paszbapisioT B JIMCO 1o KOHUEHTpaui, HEOOX OTUMBIX
111 KPUBBIX 3aBUCHUMOCTH "1no3a MHrHOMpoBaHUsA-3¢dext" (MHTEepBal TECTHPYEMBbIX
koHneHTpanuii: 10 MkM - 2 HM wnu 1 MxM - 0.2 HM).

PGE2 (Cayman 14010, 6a3ossiii pactBop: 100 mxM B JIMCO) HCHOAB3yIOT B
Ka4yecTBe arOHHUCTA MPU KOHEeUHOH koHueHTpauuun 20 HM, coorBercTByromeit EC80.

[1sTh MHUKPOJNHUTPOB pa30aBICHHBIX COEJUHEHUH MEPEHOCAT B AHAJUTHYECKHUH
mwiaHwer. IlnaHmer nmpenBapuTenbHO MHKYOUpPYIOT B TedueHue 15 munyTt mpu 37°C.
3arem nate wmukpoautrpoB PGE2 (xoneunas koHu. 20 HM) mnepeHocAT B
aHanutn4yeckuil rnanmer. Ilnanmer uakyoupytor 120 munyt npu 37°C.

KomnonenTtsl Habopa panst nperektupoBanHuss PathHunter Glo otramBaroT u
CMEIINBAIOT B COOTBETCTBHU C HMHCTPYKUHSAMHU mpou3Boautens: 1 ygacte cybcTpara
Galacton Star ¢ 5 gactamu pactBopa Emerald IITM u 19 yactaMu aHAaIUTHYECKOTO

oydpepa PathHunter Cell, cooTBercTBeHHO. [[BEHaAIaTh MKJ peareHTa MEePeHOCAT Ha
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AaHAIUTHYECKUH NJaHIIeT W HHKyOupyrooT B TedeHue 1 waca mpu KT B TemHOTE.
Umnynbchl MOMUHECHEHIIUH cunThbiBalOT Ha pugepe BMG Fluostar Optima B
COOTBETCTBUHU C HHCTPYKLUSAMHU NPOU3BOIUTENS.

Jns xakgol KOHLEHTPALUM COEIMHEHHUs PACCUUTBHIBAKOT NMPOLEHTHOE 3HAaYE€HUE
AKTUBHOCTU B CPaBHEHUU C KOHTpoOJbHBIM 3HaueHuem JIMCO B Buzae cpegHero =+
STDEV (xaxxayro KOHLUEHTPAIUIO U3MEPSIIOT B ABYX MOBTOPHOCTSX ).

ICso 3HaueHMss ©W KpUBble TE€HEPUPYIOT TMOCPEACTBOM  IMPOrPAMMHOI0
obecnieuenus XLfit (IDBS), ucnons3yst moaenb Dose-Response One Site model 203.
Korna coenqunenus ObuiH H3MEPEHBI HECKOJIBKO pa3, MPUBEACHbI CPEIHHE 3HAUCHHUS .

3HaYeHHUs] aHTArOHUCTUYECKOH akTHUBHOCTHU coenuHeHuit gopmynsl (I) Ha EP2 u
EP4 peuenTopel Takxe  ONPENeNsAlOT B  COOTBETCTBUH CO  CIEAYHIIUM
SKCHEPUMEHTAJIbHBIM METOOM.

HUcnonb3yloT JUHHUM  4YENOBEYECKUX  OMNYXOJEBBIX  KJIETOK, O3HIOI€HHO
skcrpeccupyromux nubdo EP4, nub6o EP2, m koHTponupyroT HakomiaeHue cAMP B
kietkax npu PGE; crumynsumu. Kaerku SF295 riamo0macToMbl 3KCIPECCUPYIOT
BBICOKHE 3HIOTeHHble YypOBHU EP2 u He skcnpeccupyroT EP4, B TO BpeMs Kak KJIETKH
BT549 paka MOIO4YHON Keje3bl SKCIPECCUPYIOT BBICOKUE SHAOTeHHbIe YpoBHU EP4 n
O4YeHb HU3KHE ypoBHU EP2.

B kauectBe Meroma nerektupoBanus cAMP ucnons3dyror HTRF (romorennas
dayopecueHIuss ¢ BpeMEHHBIM paspeineHuem), pabortas ¢ Habopom Cisbio (HTRF
cAMP dynamic 2 kit 20'000 tests Cisbio Cat. #62AM4PEC), koTOpbIii OCHOBaH Ha
KOHKYPEHTHOM HMMYHOAaHajJu3€ C HUCIOJb30BAaHUEM KPUITAT-MEYEHOTO aHTHU-CAMP
antutesna u d2-medeHoro cAMP. HatusHbiii CAMP, npoayuupyembiii KJI€TKaMH, HIJIH
HeMmeueHbli CAMP (ans  craHmapTHOW KPUBOW) KOHKYpPUPYeT C 93K30T€HHO
nobaBnernHbiM d2-medeHbpiM CAMP (akuenTop) 3a CBSI3BIBAHHE C MOHOKJIOHAJIbHBIM
antutenoM aHTH-CAMP-Eu3+ kpunrtar (monmop). Curnman FRET (pe3oHaHCHBIN
NepPEeHOC SHEPruu (PIyOpeCUeHHH) MOJYYarT TOJBKO B TOM ClIydae, €ClId MEUYeHOe
aHTu-CAMP aHTHTENO CcBsizbiBaeT d2 medyeHbiii CAMP, TakuM 00pa3om, CreuaIbHbIHI
curHajn (T.e. MepeHOC 3Hepruu) oOpaTHO MPOMOPIUOHANEH KOHIeHTpauuu cCAMP B
CTaHzxapTe uinu odpasue.

AHanu3s Ha ocHoBe hEP2 cAMP:

Knerkn SF295 (NCI/Ne 0503170) oTmensitoT OT 4Yamek IJisl KyJbTHBHPOBAHHS
oydpepom mist nuccoumanuu kietok (Invitrogen, 13151-014), u cobuparoT B cpene s

pocta (CP: RPMI1640 (Invitrogen 21875)/10% FCS, 1 %
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NEeHUIUJIINHA/CTPENITOMULIMHA ). Knerku MOACYUTHIBAIOT, IPOMBIBAIOT u
pecycneHaupyioT B aHanutuueckoMm Oydepe (Ab; HBSS, 20 mM HEPES, 0.2% BSA;
2 mM IBMX). 4’000 xnetok B 5 MkJ AbB BbICEBAIOT Ha JIYHKY HeOOJbIIOro o0bema
384 nyHo4HOro ruaHmeTa (4epHbIN ¢ MIOCKUM aHOM, Greiner 784076).

ba3oBpie pacTBOPBI TECTUPYEMBIX COCAMHEHUN NMPUTOTOBJSIOT ¢ KOHLEHTPAaLUeH
10 MM B IMCO wu cepuiino paszbasisitor B IMCO no koHIeHTpaui, He0oOX 0OTUMBbIX
111 KPUBBIX 3aBUCHUMOCTH "no3a MHrHOMpoBaHusA-3¢dext" (MHTEpBal TECTHPYEMBbIX
koHueHTpauui: 30 MkM - 0.4 HM; 30 MkM - 0.015 aM unu 1 MxM - 0.01 HM).

PGE, (Cayman 14010, 6asosseiii pactBop: 75 MM B JAMCO) ucnonb3yroT B
Ka4yecTBe arOHHUCTA NPU KOHEUHOH koHueHTpauuu 75 HM, coorBercTByromeit EC80.

2.5 wmukponuTpa pa30aBIEHHBIX COENUHEHUUN TMEePEHOCST B AHAJTUTHYECKHH
miaHmwer. IlnaHmer mpenBapuTeNnbHO HWHKYOUPYrOT B TedeHue 45 muHyT npu KT.
Bcnen 3a sTuM B aHanuTuueckui nna”HumeTr nepeHocsaT 2.5 wmukponutpa PGE,
(xoneunas koHn. 75 HM). [InanmeT nHKyOupyroT 30 Mmunyt npu KT. JloOaBasOT nsaTh
MKJI KaXJI0ro pearenra, noHopa (antu-cAMP kpunrat) m akuentopa (cAMP-d2), u
IaHmer WHKyOupyroT eme dac npu KT B TeMHOTE M 3aT€M CUHTBHIBAIOT C
ucronp3oBanuem punepa BMG LABTECH PHERAstar (Bo3Oyxknenue: 337 HM,
smuccus: 620 u 665 HM).

ITonyuennsie penpta F (dnyopecuenumsi) 3HaueHus (665 ©HM/620 HM)
nepecuuThiBalOT B % CAMP 3HaueHus C HCHONb30BaHHUEM H3MepeHuii cAMP
KanmuOpaTopa, MOCTaBIsAEMOro B KOMIUIEKTe. [ KakqolH KOHLEHTpaLuU COeTUHEHHUs
PacCUMTHIBAIOT MpoleHTHOe CAMP B cpaBHeHUH ¢ KOHTPOJbHBIM 3HaueHueMm JIMCO B
Bune cpeaHero + STDEV (kaxkxayio KOHIEHTPALUI U3MEPSIOT B IBYX MOBTOPHOCTSIX ).

ICsp 3HaYeHHWss W KPUBBIE TEHEPHUPYIOT TMOCPENCTBOM IPOTPAMMHOIO
obecneuenus XLfit (IDBS), ucnons3yst monenb Dose-Response One Site model 203.
Korna coenunenus ObUTH H3MEPEHBI HECKOJIBKO pa3, MPUBEACHbI CPEIHUE 3HAUCHHS .

AHanu3s Ha ocHoBe hEP4 cAMP:

Knerku BT549 (NCI/Ne 0507282) oTnmensitlOT OT 4amleKk ANl KyJbTHBHPOBAHUS
Oydepom mist nuccoumanuu kietok (Invitrogen, 13151-014), u cobuparoT B cpene s
pocta (CP: RPMI1640 (Invitrogen 21875)/10% FCS, 1 %
NEeHUIUIIINHA/CTPENTOMULIMHA ). Knerku MOACYUTHIBAIOT, IPOMBIBAIOT U
pecycneHaupyioT B aHanutuueckom Oydepe (Ab; HBSS, 20 mM HEPES, 0.2% BSA;
2 mM IBMX). 4’000 xnetok B 5 MkJ AbB BBICEBAIOT Ha JIYHKY HeOOJbIIOro odbema

384 nyHouHoro nuaHmera (4epHbIi ¢ miockuM nHoM, Greiner 784076).
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ba3oBpie pacTBOpPBI TECTUPYEMBIX COCAUHEHHUN MPUTOTOBJSIOT C KOHLEHTpaLuen
10 MM B IMCO u ceputino paszbapisaror B IMCO no KoHUEHTpanui, HeoOX OTUMBIX
101l KPUBBIX 3aBUCHUMOCTH "no3a MHruOMpoBaHusA-3pdext" (MHTEepBal TECTHPYEMBIX
koHeHTpanui: 30 MkM - 0.4 HM; 30 MkM - 0.015 aM unu 1 MM - 0.01 HM).

PGE; (Cayman 14010, Ga3osBeiii pactBop: 6 MxkM B JMCO) ucnonp3yroT B
Ka4yecTBE arOHHUCTA NMPHU KOHEeUHOH koHueHTpauun 6 HM, coorBercTyromeit EC80.

2.5 wmukpoauTpa pa30aBIEHHBIX COENUHEHUUN TMEPEHOCST B AHAJUTHYECKHI
wiaHmer. IlnaHmer mpenBapuTeNbHO HMHKYOUpyrOT B TedeHue 45 muHyT npu KT.
Bcenen 3a stuM B aHanuTuueckud mnna”HmeTr nepeHocsaT 2.5 wmukponutpa PGE,
(koneunas koHU. 6 HM). IInanmer uHKyOupyroT 30 MunyT npu KT. JlobGaBusiroT nsTh
MKJI KaXJIO0ro peareHra, noHopa (antu-cAMP kpunrat) m akuentopa (cAMP-d2), u
wiaHmer wWHKyOupyroT eme dac npu KT B TeMHOTE W 3aTeM CUHTBHIBAIOT C
ucrnonp3oBanueM puaepa BMG LABTECH PHERAstar (Bo3Oyxknenue: 337 HM,
smuccusi: 620 u 665 HM).

ITonyueHHbIE (665 ©uM/620 HM)

nenpbta F (pnyopecueHuus) 3HaAYCHUS

nepecuuTeiBaloT B % CcAMP 3HadeHus ¢ wucnoab3oBaHueM wusMepeHuit cAMP
KanubpaTopa, MOCTABIAEMOTO B KOMIUIeKTe. /[ KaXkaoll KOHIEHTPAILUU COEeIHMHEHHS
paccuuThIBaOT NpoueHTHOe CAMP B cpaBHeHUM ¢ KOHTpPOJbHbIM 3HaueHuem JIMCO B
Bune cpeaHero = STDEV (kaxxayio KOHIEHTPALUIO U3MEPSIOT B IBYX MOBTOPHOCTSIX ).

ICso

obecneuenus XLfit (IDBS), ucnonb3ys moxnenb Dose-Response One Site model 203.

3HAYEHHs U  KPUBbIE T'E€HEPUPYIOT IOCPEACTBOM  IPOrpaMMHOTO
Korna coenqunenus ObuiH H3MEPEHBI HECKOJIBKO pa3, MPUBEAECHbI CPEIHUE 3HAUCHHUS .

3Ha4YeHUs] aHTarOHUCTUYECKONW aKTUBHOCTH WJLTIOCTpAaTUBHBIX coenuHeHnit (I1Cso
B HM) B aHa/in3ax Ha OCHOBe Oera-appectuHa u CAMP npencrasnensr B Tabnune 7:

Taoauua 7:

) hEP2 hEP4 hEP2 hEP4 ) hEP2 hEP4 hEP2 hEP4
E b-app. | b-app. | cAMP | cAMP E b-app. | b-app. | cAMP | cAMP
= ICso ICso ICso ICsy | F ICso ICso ICso ICso

1 6 2 8 1 |285 341 | 7520 | 513
2 113 3 79 1 286 198 86 515
3 1 26 2 287 515 520

4 11 4 2 3 288 156 85 523

5 39 5 28 3 289 144 964 358 525




356

) hEP2 hEP4 hEP2 hEP4 ) hEP2 hEP4 hEP2 hEP4
E- b-app. | b-app. | cAMP | cAMP E b-app. | b-app. | cAMP | cAMP
= ICso ICso ICso ICsy | F ICso ICso ICso ICso
6 11 6 37 4 290 163 438 194 527
7 21 14 12 5 291 815 269 538
8 5 22 1 6 292 1510 688 538
9 59 6 67 6 293 255 540
10 237 21 145 6 294 786 561
11 13 277 7 295 603 520 568
12 7 20 3 7 296 34 1600 61 583
13 12 9 15 8 297 2120 782 592
14 23 22 55 8 298 716 613
15 177 12 28 8 299 307 367 250 444
16 5 269 8 300 312 624
17 108 8 171 9 301 425 626
18 6 70 4 10 302 384 630
19 16 249 11 303 313 384 746 633
20 27 74 11 12 304 408 652
21 58 912 12 305 57 1350 232 653
22 20 395 13 306 610 274 654
23 15 3 19 14 307 677 658
24 72 18 52 15 308 866 926 674
25 96 16 98 22 309 >27700 677
26 19 22 19 16 310 937 564 683
27 75 16 19 17 311 310 538 685
28 135 96 74 61 312 556 2490 689
29 53 33 52 17 313 273 691
30 29 51 14 17 314 | 3460 378 9230 701
31 6 7740 18 315 134 73 703
32 199 56 161 18 316 792 729
33 11 537 18 317 501 233 751
34 6 25 8 18 318 408 247 753
35 359 23 194 18 319 1180 354 559
36 20 557 18 320 440 766
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) hEP2 hEP4 hEP2 hEP4 ) hEP2 hEP4 hEP2 hEP4
E- b-app. | b-app. | cAMP | cAMP E b-app. | b-app. | cAMP | cAMP
= ICso ICso ICso ICsy | F ICso ICso ICso ICso
37 16 281 22 321 562 772
38 226 123 210 28 322 809 814
39 4 14 2 19 323 438 1900 114 835
40 126 25 228 20 324 899 858
41 405 30 164 21 325 441 332 887
42 240 25 137 21 326 126 1070 160 910
43 54 44 43 21 327 296 159 920
44 24 283 21 328 287 919 108 938
45 127 5 185 21 329 798 755 956
46 47 19 45 22 330 158 249 1040
47 45 85 91 22 331 69 135 1180
48 66 22 332 415 12200 1510
49 10 223 8 23 333 359 128
50 61 27 52 24 334 791 408 1630 230
51 230 22 207 25 335 100 12 268 3
52 318 63 158 25 336 225 113
33 5 12 12 25 337 664 1320 1310 1430
54 68 331 27 338 15 459 64
55 844 25 335 16 339 66 10 90 22
56 538 27 190 28 340 12 3 104 11
57 195 34 191 28 341 12 14 41 36
58 13 9390 30 342 7 3 20 19
59 37 94 18 30 343 9 2 23 12
60 3 320 31 344 33 39 33 14
61 148 28 214 46 345 6 683 30
62 16 301 32 346 57 282 110
63 16 50 12 33 347 31 495 172
64 25 41 28 33 348 172 2 113 8
65 33 304 35 349 109 4 103 14
66 21 1220 35 350 83 21 51 10
67 123 40 110 36 351 475 79 236 167
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) hEP2 hEP4 hEP2 hEP4 ) hEP2 hEP4 hEP2 hEP4
E- b-app. | b-app. | cAMP | cAMP E b-app. | b-app. | cAMP | cAMP
= ICso ICso ICso ICsy | F ICso ICso ICso ICso
68 65 70 46 49 352 42 5 142 24
69 438 59 222 38 353 237 9 115 109
70 209 441 38 354 41 32 27 56
71 24 301 39 355 55 29 46 95
72 37 892 39 356 2340 828
73 809 91 1770 39 357 22 967 17
74 450 257 151 40 358 538 138 219 90
75 86 483 41 359 40 9 61 2
76 360 120 221 42 360 137 69 183 44
77 47 154 25 43 361 187 116 270 68
78 141 21 219 44 362 20 6 21 1
79 43 56 83 44 363 479 59 534 35
80 17 32 37 45 364 151 52 37 18
81 122 1840 123 164 365 77 149 29 55
82 128 251 46 366 84 119 30 47
83 274 255 70 47 367 7 2 6 1
84 19 1280 47 368 221 66 119 37
85 87 49 369 66 91 9 31
86 79 445 49 370 438 105 312 81
87 173 85 134 51 371 86 88 48 68
88 107 59 64 53 372 75 195 111 200
89 17 19400 54 373 257 118 286 117
90 26 378 55 374 334 52 304 45
91 40 586 56 375 229 46 294 66
92 105 1680 57 376 50 13 188 11
93 275 1260 85 118 377 8 68 27 92
94 423 49 528 59 378 20 36 110 66
95 25 447 59 379 51 155 87 245
96 148 92 57 61 380 16 17 124 54
97 192 147 78 63 381 51 126 165 119
98 33 314 64 382 160 81 675 222
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) hEP2 hEP4 hEP2 hEP4 ) hEP2 hEP4 hEP2 hEP4
E- b-app. | b-app. | cAMP | cAMP E b-app. | b-app. | cAMP | cAMP
= ICso ICso ICso ICsy | F ICso ICso ICso ICso
99 16 60 13 67 383 177 194 650 270
100 35 176 29 67 384 145 28 577 59
101 30 102 35 385 30 71 180 134
102 9 141 6 70 386 64 28 453 54
103 51 18 89 71 387 61 49 205 62
104 12 91 13 71 388 45 13 626 51
105 40 53 76 73 389 51 25 231 57
106 135 831 74 390 264 29 590 32
107 950 76 391 131 19 243 6
108 66 740 77 392 66 292 156 111
109 34 101 12 78 393 155 166 439 81
110 56 179 61 81 394 163 80 639 70
111 115 89 49 81 395 4 98 5 128
112 40 127 69 82 396 2 44 1 20
113 179 251 82 397 7 35 25 34
114 222 640 222 85 398 9 26 30 18
115 243 53 682 85 399 10 30 40 48
116 76 135 23 86 400 2 44 2 37
117 53 131 61 88 401 331 114 739 236
118 34 74 66 88 402 22 61 48 131
119 32 113 41 90 403 57 65 135 112
120 114 61 111 92 404 20 80 27 71
121 42 283 93 405 9 79 7 18
122 19 324 95 406 45 62 220 101
123 353 588 97 407 22 66 21 44
124 113 215 95 99 408 29 24 126 20
125 116 226 129 99 409 260 57 486 87
126 8 66 6 101 410 153 113 665 170
127 181 109 101 103 411 97 31 325 94
128 151 192 76 103 412 20 40 57 79
129 35 494 104 413 62 41 119 38
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) hEP2 hEP4 hEP2 hEP4 ) hEP2 hEP4 hEP2 hEP4
E- b-app. | b-app. | cAMP | cAMP E b-app. | b-app. | cAMP | cAMP
= ICso ICso ICso ICsy | F ICso ICso ICso ICso
130 23 423 106 414 219 48 505 88
131 68 353 106 415 63 52 106 57
132 82 161 66 107 416 245 82 123 83
133 42 482 109 417 38 174 31 240
134 63 358 84 418 10 54 45 148
135 198 172 171 115 419 3 30 29 85
136 29 677 120 420 27 30 257 119
137 14 124 4 120 421 84 22 247 27
138 74 358 61 120 422 249 23 492 18
139 85 157 131 121 423 49 10 230 6
140 95 459 121 424 424 80 782 89
141 131 328 122 425 65 152 226 356
142 121 180 177 127 426 9 46 22 48
143 22 787 128 427 17 90 17 190
144 91 751 132 428 7 41 7 50
145 90 519 134 429 52 60 66 38
146 258 361 115 137 430 69 66 185 40
147 219 571 141 431 179 52 460 43
148 174 46 126 141 432 20 87 10 72
149 194 619 144 433 30 19 57 13
150 230 222 219 144 434 26 58 25 95
151 32 618 35 145 435 46 110 28 80
152 119 352 111 145 436 16 31 110 57
153 757 340 146 437 104 41 227 37
154 99 25000 147 438 519 49 708 29
155 232 301 161 151 439 17 197 33 139
156 107 36 221 154 440 11 51 25 65
157 7 89 22 156 441 10 53 21 31
158 23 185 16 157 442 82 27 224 81
159 180 140 179 157 443 107 29 549 43
160 35 24 93 158 444 15 43 22 80
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) hEP2 hEP4 hEP2 hEP4 ) hEP2 hEP4 hEP2 hEP4
E- b-app. | b-app. | cAMP | cAMP E b-app. | b-app. | cAMP | cAMP
= ICso ICso ICso ICsy | F ICso ICso ICso ICso
161 199 524 130 445 88 38 525 104
162 134 371 158 446 32 108 160 98
163 85 98 246 158 447 2 130 16 136
164 269 93 149 163 448 15 46 55 26
165 188 333 164 449 83 46 131 21
166 49 297 165 450 66 97 165 80
167 361 714 166 451 71 21 660 16
168 151 128 214 168 452 103 21 371 18
169 141 269 125 168 453 102 70 281 118
170 241 124 94 168 454 88 212 608 225
171 83 62 120 181 455 271 18 250 38
172 157 287 137 181 456 129 21 311 14
173 128 769 183 457 200 176
174 409 88 269 90 458 550 104
175 179 301 185 459 683 236
176 179 293 185 460 207 161
177 156 280 186 461 231 121
178 30 164 54 188 462 325 197
179 309 568 188 463 934 223
180 55 692 188 464 300 87
181 376 384 192 465 313 827 245 1400
182 79 645 195 466 206 171 190 1210
183 115 223 67 178 467 417 187 155
184 171 378 164 200 468 564 571
185 258 452 200 469 502 480
186 194 811 202 470 343 420
187 74 144 64 206 471 207 300
188 45 105 142 206 472 680 246
189 158 108 530 208 473 137 275
190 38 609 18 149 474 272 914
191 279 329 208 475 663 62 114
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) hEP2 hEP4 hEP2 hEP4 ) hEP2 hEP4 hEP2 hEP4
E- b-app. | b-app. | cAMP | cAMP E b-app. | b-app. | cAMP | cAMP
= ICso ICso ICso ICsy | F ICso ICso ICso ICso
192 76 153 69 210 476 428 264
193 10 349 12 211 477 316 210
194 325 295 212 478 788 242
195 245 373 217 479 345 158
196 21 199 37 217 480 170 207
197 127 300 176 224 481 328 63 329
198 226 366 225 482 444 91 323
199 177 2160 62 138 483 26 115

200 57 510 108 227 484 3 3

201 83 111 133 229 485 125 122
202 77 277 234 486 95 136
203 352 687 237 487 59 136
204 12 633 29 186 488 723 45
205 118 47 190 244 489 231 128
206 304 572 248 490 90 144
207 234 673 248 491 372 148
208 8 130 5 248 492 204 142
209 832 143 248 249 493 642 497
210 794 252 494 340 209
211 571 253 495 77 193
212 255 340 50 253 496 588 908
213 59 46 256 497 449 443
214 216 674 258 498 163 107
215| 1590 379 650 259 499 180 169
216 307 490 267 500 88 99
217 238 321 272 501 196 808
218 160 651 405 278 502 103 903
219 202 486 129 503 102 157
220 113 141 283 504 108 167
221 8 2 285 505 427 929
222 279 287 506 172 332
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) hEP2 hEP4 hEP2 hEP4 ) hEP2 hEP4 hEP2 hEP4
E- b-app. | b-app. | cAMP | cAMP E b-app. | b-app. | cAMP | cAMP
= ICso ICso ICso ICsy | F ICso ICso ICso ICso

223 329 199 288 507 170 209
224 84 260 61 173 508 85 748
225 923 289 509 29 356
226 151 250 291 510 45 194
227 142 88 293 511 304 423
228 392 194 300 512 67 220
229 483 304 513 158 347
230 831 508 311 514 262 112
231 286 5650 315 515 67 893
232 382 321 516 23 930
233 29 76 322 517 108 288
234 113 325 518 116 176
235 772 325 519 19 262
236 121 147 327 520 19 107
237 388 908 160 335 521 31 78
238 55 75 343 522 131 204
239 134 222 346 523 227 195
240 598 816 346 524 231 257
241 168 193 351 525 160 349
242 495 443 351 526 96 269
243 493 147 2100 355 527 892 337
244 552 356 528 513 198
245 304 358 529 699 55
246 534 364 530 514 44
247 797 365 531 624 110
248 132 270 50 366 532 293 69
249 196 171 368 533 211 53
250 112 609 77 287 534 332 70
251 105 132 369 535 871 42
252 212 186 373 536 203 28
253 521 671 158 373 537 670 76
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) hEP2 hEP4 hEP2 hEP4 ) hEP2 hEP4 hEP2 hEP4
E- b-app. | b-app. | cAMP | cAMP E b-app. | b-app. | cAMP | cAMP
= ICso ICso ICso ICsy | F ICso ICso ICso ICso

254 45 864 70 379 538 685 99
255 788 272 380 539 452 225
256 296 381 540 339 146
257 417 282 389 541 604 88
258 3610 390 542 609 91
259 302 394 543 612 124
260 880 404 544 851 452
261 53 396 20 406 545 394 25
262 | 1300 186 855 424 546 980 166
263 524 425 547 825 322
264 11800 425 548 933 295
265 11400 428 549 560 190
266 444 537 428 550 371 63
267 306 431 551 900 867
268 25 688 47 342 552 577 385
269 | 1640 588 6510 434 583 302 80
270 | 1520 404 5660 435 554 739 884
271 638 439 555 887 835
272 679 458 295 556 246 19
273 289 221 140 455 557 994 117
274 1180 462 558 684 539
275 67 102 468 559 168 67 372 19
276 79 1820 47 474 560 476 134
277 51 437 14 324 561 388 103
278 281 187 477 562 803 689
279 743 559 489 563 985 582
280 514 491 564 817 212
281 524 494 565 58 23
282 296 498 566 297 159
283 618 502 567 255 264
284 125 >28100 509
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OOPMVYIJIA U30BPETEHM A

1. Coenunenue ¢popmyisl (I)

®opmyna (1),

I TPUMEHEHUs] U JIEUYCHHS 3J0Ka4YeCTBEHHOrO HOBOOOpa3OBaHWs, TIIe
JeYeHHe YKa3aHHOrO 3JI0OKAYeCTBEHHOIO0 HOBOOOPAa30BAaHUS OCYINECTBISAIOT IIyTEM
MOAYJHPOBAHHS HMMMYHHOTO OTBETa, BKJIKOYAKINETO pPEaKTHBALUI HMMYHHOH
CHUCTEMBI B OMYXOJIH;

r7le YKa3aHHOE COEeMHEHNEe HeOo0sA3aTeIbHO IPUMEHSIOT B KOMOWHALIUHA C OTHUM
WIN HECKOJbKUMH XHMHOTEPANEBTHUYECKUMU CPEACTBAMH W/WJIM paguoTepamnuen
W/WJIM TAapTeTHOW Tepanuei;

rae B coenuHeHnu Gopmynsl (I):

kosb1o (A) B pparmeHTe

(R")n

™)

npeacTaBisier co0oi  apomaTuyeckoe S- WM O-4JIEHHOE KOJbIO HJIHU
HeapoMaTH4YeCKoe 5-7-4jeHHOE KOJIbLIO, Ile yKa3aHHOe KOJbLo (A) KOHAEHCHPOBAHO
¢ (EeHWJIbHOW TPYyNIOH, W A€ HE3aBUCHMO yKa3aHHOEe KoJbIO (A) HeoOs3aTenbHO
COJEPIKUT OAWH WM JIBA reTepOoaToMa, HE3aBUCUMO BBIOPAHHBIX M3 a30Ta, KUCIOPOaa
U CepHhl,

rae ykasaHHbIi QparmMeHT HeobGs3arenpHo 3amemed (RY)n, rme (RY)a
npeacTasiisieT coOOW ONMH, ABA, TPU HJIM YeThipe HEOOS3aTeNbHBIX 3aMECTHUTENs, T1e
ykasaHHbIe 3amecTuTenn R' HesaBucumo BeiGuparoT us (Cy.3)ankuna, (C,.3)ankeHnna,
(Cy.z)ankunamuna, (Ci.3)ankokcu, ranoreHa, -S-(Ci.3)ankmma, (Ci.3)pTopankuna,
(Cr.3)dropankokcn, mmano, okco, -NRYVRM™, rme RY u R™ wnesasucumo
npencTaBisitoT coboit Bomopon mwiu (Ci.4)aaku,

3 o
R’ npencrapisier coboit BOgOpoa, METHI UK TPUPTOPMETHUI,
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R** u R* nesaBucumo mpencrasmsior coboii Bomopox, mermn, min R*™ u R
BMECTE C aTOMOM yrjepoaa, K KOTOPOMY OHM NPUCOEAMHEHBI, MPEICTABIAIOT COOOH
nuksonpon-1,1l-guuneayro rpynny,

R*® u R nesasucumo NpeACTaBIAIOT COOOW BOAOPOMA, METHI, WU R** u R®
BMECTE€ C aTOMOM YTrJIepoAa, K KOTOPOMY OHH IPUCOEIMHEHBI, NMPEACTABISAIOT COOOi
nukjgonpon-1,l-auunapHyto rpynny,

Ar' npencrasuser coGoii

. beHun unu 5- win 6-4JeHHBIH TeTepoapull; rae yKa3aHHbIH (EeHUT Uiu S-
Uy O-4lIeHHBIN reTepoapul He3aBUCHUMO SIBJISIETCS MOHO-, AU- WU TPU3aMEILEHHBIM,

raic 3aMEeCTUTCIIN HE3aBUCUMO BbI6I/IpaI-OT nus3

] (C1.¢)ankuna,
Ll (C1.4)ankokcu;
. (Ci3)propankuna, rtne ykazaHHblH (Ci.3)¢pTopankun HeoOsA3aTeIbHO

3aMCIICH TUAPOKCH,

. (C13)dTOpankokcu;

. rajoreHa;

. {UAHO,

. (Cs.e)umkmoankuna, rae ykasaHHbIH (Ci.)UHKIOATKUI HE 3aMEIIeH WIIH

MOHO3aMeIleH aMUHO;

L] (Cy.¢)uMKIIOANKHIA, CONEPXKALETO KOJbIEBOH aToOM KHCJIOpOnAa, The
yka3aHHbIN (C4.6)IUKIOANKII, CONEPKALIUI KOJIbLIEBON aTOM KHCIOPOAa, HE 3aMelleH
UM MOHO3aMelleH T'UJPOKCH;

. (C3.6)UHMKIIOANKHIIOKCH,

" TUIPOKCH,

= -X'-CO-R%, rze

> X! MPENCTABIISET coboii MPSMY IO CBSI3b, (C1-3)ankunen,
-0-(Cy.3)ankunen-*, -NH-(C,.;)ankunen-*, -S-CH,-* -CF,-, —-CH=CH-, sten-1,1-
auun, —CH=CH-, -NH-CO-*, -CO- wmu (C;.5)UUKJIOANKUIEH, TAe 3Be3J0YKHU
YKa3bIBAaKOT HA CBsI3b, KOTOpAasl IPUCOEANHEHA K TpyMNIe -CO-R®; u

>  R° npexcrasuser coboit

° -OH;

° -0-(Cy.4)ankmumn,;
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o -NH-SO,-R>, rae R MPEeNCTaBISECT coboi (Cr-s)ankmumn,
(Cs.s)uukmoankmi, rae (Cs.¢)IUKIOATKUI HEOOs3aTEIbHO CONEPKUT KOJIBLEBOW aTOM
kuciopona, (Cs.g)uukmoankui-(C.;)ankuneH, rae (Cs.q)IUKIOANKHI HEOOSI3aTEeNbHO
COIEPIKHUT KOJbLeBoi atoMm kuciopoaa, (Ci.;)propankun wau -NHy;

o -0-CH,-CO-R*, rze R® mpexcrasuser coboit  ruapokcu — win
(C1.4)ankokcu, unu -N[(C.4)ankun],;

° -O-CHz-O-CO-ROS, rnie R%® npenctaiser coboh (Cig)ankua  wiu
(C1.4)ankoxcu,

° -0-CH;,-CH;-N[(C.4)ankun],; wiu

o (5-metun-2-okco-[ 1,3 ] nuokcon-4-un)-MeTHIOKCH-;
: -CO-CH;-OH;
Tl\,OH
« 7 NHp.
. 2-ruapokcu-3,4-1uoKCOnuKIo0yT-1-eHuna,
. ruapokcu-(Ci.4)ankuia,
] auruapokcu-(C,.4)ankumna;
. rugpokcu-(C;.4)anKokcH,
. (Cr-4)ankokcu-(C,.4)ankokcu;
. -(CH,)-CO-NR™RM rpe r npencrasiser codoit uenoe yucao 0 unu 1; u

roe RN u R™ nesasucumo mpencrasmsior coboii Bomopon, (C).4)anKui, THAPOKCH-
(Cy.9)ankun, (Cy.3)ankokcu-(C;.4)adKua UM THAPOKCH,

. X2 NRMRM| rpe X? npencrasisier co60ii -(CHz)m-, TAE M PEICTABISIET
coboit wenoe umcno 0 wnu 1, wim X° npencrasisier coboit -O-CH,-CH,-*, rme
3B€3104YKAa YKa3bIBAET HA CBsI3b, KOTOpAas MPUCOECAUHEHA K I'PYIIIE NRMR™? 1 rpe

> R™ u R™ wHesaBucumo mpexncraBusior coGoit Bomopon, (C.j)amkui,
(Cr-1)ankokcu-(Cjr.q)ankun, (Cs.g)uuxnoankun unu (C,.3)bTopankui;

>  wm RY Hesasucumo npexncrasisier co6oit Bogopoxn uin (Ci.q)amkmn, u RN
He3aBucumo npexacraisier coboit —CO-H, —CO-(C,.3)ankun, —CO-(C,.3)ankunen-OH
unu —CO-0-(C,.3)ankun;

> wm R u R™? BMecTe ¢ aTOMOM a30Ta, K KOTOPOMY OHH TIPHCOEIHHEHBI,

o0pa3yioT 4-, 5- WM 6-4IEeHHOE HACBIIEHHOE KOJbLO, HeoOs3aTeNbHO COAepIKallee

OJIUH KOJILIEBOM aTOM KUCJIOpOaAa UJIU CEPBI, I'I€ YKA3aHHOEC KOJBIO HE 3aMCIICHO WU
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MOHO3aMeIeHO OKCO IO KOJBIEBOMY aToOMy yrjepona, WJIH JAU3aMEleHO OKCO I0
KOJIBLIEBOMY aTOMY CepBbl,

L] -NH-CO-NRNSRNG, rne R™ u RN nesasucumo MPENCTaBIAIOT COOOH
Bonopon wiu (C.4)anku,;

L] -SOz-RSI, rie RS npencrasiaset coboii runpokcu, (Ci.p)ankun uiau
NRVR™ rze RV u R™ wmesasucumo mnpencrasusior coboit BOJOPOA WU
(C13)anku;

. -S-R¥, rge R mupencrasiaser coGoit (Ch.g)amkun, (Cs.q)UHKIOATKHI,
HeoOsI3aTeIbHO CONEPIKAIUN OMH KOJbIIEBOW aTOM KHUCJIOPO.A;

. -(CHz)q-HETl, rae  npeacrasiseT codol memoe uncao 0, 1 wiu 2; u raoe
HET' npencTaBiseT coboi 5-okco-4,5-quruapo-[1,2,4Jokcaguazon-3-un, 3-okco-2,3-
auruapo-[1,2,4Jokcanuazon-5S-un  unu S-tuokco-4,5-ngurunpo-[1,2,4Jokcagnazon-3-
Wi,

. -(CH,),-HET, roe p mpeacrasisieT coboil nengoe uuciao 0 mam 1; u rae
HET npencrasnsier coboil 5- uiau 6-4JeHHBIA reTepoapuil, rae yKa3aHHbIH S- wiu 6-
YJIEHHBIH TeTepoapril SIBJISETCS HE3aMEIISHHBIM HJIM MOHO- WJIM JU3aMEIIeHHBIM, IIe
3amecTtuTesn HesaBucumo BbeiOuparT w3 (C).4)ankuna, (C,.4)ankokcu, -COOH,
ruapokcu, runpokcu-(Ci.3)ankuna, (Cs.s)Uukinoankuia, HeoOsA3aTEIbHO COAEPIKAIIEro

o 95 N10 9 10
OIMH KOJIbLIEBOW aTOM KHCJIOPOAa, WIHU -NRVRN rae RY u R™° nesasucumo

2
npeacTaBisaoT coboi Bogopoa, (Ci.z)ankun win rugpokcu-(Cy.4)anku,

1 o o . ‘

. unu Ar  npezacrtasisier coboit 8-10-uneHHbIH OMLUKINYECKUH reTepoapu,

rae ykasaHHbI 8-10-4jeHHBI OULUMKINYECKUH TreTepoapusl HE3aBUCHMO SIBJISETCS

HE€3aMCIICHHBIM, MOHO- NI AU3aMEIICHHBIM, rge 3aMEeCTUTEIu HE3aBUCUMO

BoiOuparoT u3 (Ci.4)ankuna, (Ci.y)ankokcu; (Ci;z)propankuna; (Ci.3)PTopankokcu;
2 2

ranorena; umano, rumpokcu min -(Co.z)ankunen-COOR®? rze R°? mpencrasmser

coboii Bogopon uiu (Ci.4)amku,

J umu Ar' npexcrasisier coGoii rpynmy cTpykTypsl (Ar-III):

(Ar-1II),
rie komnblo (B) mpeacraBnser coOoli HeapomaTHuecKoe S5- uiau O-uleHHOE

KOJIbIIO, KOHJ€HCUPOBAHHOE ¢ (pEHWIbHOU rpymnmoi, rae xkoapuo (B) comepxur onux
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WM J1BA reTepoaToMa, HE3aBUCHUMO BBIOPAHHBIX M3 a30Ta U KHCJIOPOJA; I'l€ YKa3aHHOE
KOJbI O (B) HE3aBHUCHUMO ABJIACTCA HE3aMCIICHHBIM, MOHO- HWJIM JU3aMCIICHHBIM, I'1€
3aMeCTUTENH He3aBUCUMO BbIOUparwT u3 okco, (Cig)ankuna u -(Co.z)ankunes-
COOR®, rze RY? npeacrasiseT codoit Boxopon uiu (C.3)ankun,

WK ero GpapMaLeBTUYECKH MPpUeMIIeMast COJb.

2. Coenunenne popmynsl (II)

(R"), H
N

Y
@ R3
®opwmyna (II),

rae B coenuHeHUsAX popmynsl (1)

kosb1o (A) B pparmMmeHTe

(R")n

™)

npeacTraBisier co0OH  apoMaThyeckoe S- MM O-4JIeHHOe KOJbLO HWJIHU
HeapoMaTH4YeCcKoe 5-7-4jleHHOe KOJIbIO, T/Ie YKa3aHHOe KOoJbIO (A) KOHIAEHCHPOBAHO
¢ (eHUIBHON IPYNIOi, U Iie yKazaHHOE KOJbLO (A) HE0OsS3aTeabHO COAEPIKUT OJUH
WM JBa reTepoaToMa, He3aBHCHMO BBIOpPAHHBIX M3 a30Ta, KHCJIOPOAA U CEPhI, TIe
yKasaHHbIN (pparmeHT Heobs3arenbHo 3amemen (RY)y; rae (RY), mpencrasmsier coGoii
OAWH, HABa, TPU HIU YCTBIPEC HeO6$[321TeJ'IbeIX 3aMECTUTENIA, TA€ YKa3aHHBbIC
samecturenn R' HesaBucumo BeiGuparor u3  (Cp.s)ankmma, (C,.;)ankeHuia,
(Cyz)ankununa, (Ci.3)ankokcu, ranoreHa, -S-(Ci.3)ankmma, (Ci.3)dropankuna,
(C13)propankokcu, umano, oxco, -NRYVRM, rgze RY u R™ uesasucumo
npencTaBisitoT cobolt Bomopon wiu (Ci_4)aaku,

R’ npencTasiseT coboit BOOOPOM, WU METH,

Ar' npencrasuser coboii

J ¢ermnpHyO rpynmny cTpykTypsl (Ar-I):
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rae

. RP npencrasaser coboii

»  (Cy.6)UUKIOQJKHI, CONEpIKALIMUA KOJbLEBOW aTOM KHCIOpOda, TJe
yka3aHHbIN (Cy4.¢)IUKIOATKHUI, CONEPIKAMMMUI KOJBLEBOH aTOM KHUCIOPOa, HE 3aMelIeH
WJIM MOHO3aMEIeH THPOKCH;

>  THAPOKCH,

>  -X'-CO-R, rne

> X! MPENCTABISET coboi MPSMY IO CBSI3b, (C1-3)ankunen,
-0-(Cyi3)ankunen-*, -NH-(C,.3)ankunen-*, -S-CH,-*, -CF,-, -CH=CH-, sten-1,1-
auun, —CH=CH-, -NH-CO-*, -CO- wmu (C;.5)IUKJIOANKUIEH, TAe 3BE3J0YKHU
YKa3bIBAaKOT HA CBsI3b, KOTOpPAasl NPUCOEANHEHA K TpyMNIIe -CO-R®; u

1 o
>  R® mpexcrasnser coboit

Ll -OH;
] -0-(Cy.4)ankum;
L] -NH-SOz—RS:', rue RS MpPEeNCTaBIsAET coboii (Ci.g)ankun,

(Cso)umknoankun, rae (Cs.¢)IUKIOATKII HEOOsI3aTeIbHO COAEPXKUT KOJIBIIEBOW aTOM
kucinopona, (Cs.)uukmoankun-(Ci.z)ankuneH, rae (Cs.¢)IUKIOANKHI HE0Os13aTEeIbHO
COIEPIKUT KOJbLEBOH aTom kuciopoaa, (Ci.;)propankun uiau -NHj;

. -0-CH,-CO-R®, rne R®  nmpencrasnser coboil  rumpokcu — wim
(Cr-1)ankokcu, unu -N[(C.4)ankun],;

. -0-CH,-0-CO-R?®, rme R® npencrasmster coboii (Ci.4)ankun wmu
(C1.4)anmkoxkcu;

Ll -0-CH;,-CH;-N[(C.4)ankun],; win

. (5-metun-2-okco-[ 1,3 ] nuokcon-4-un)-MeTUIOKCH-;
Tl\,OH

> -7 NH2 .

»  2-ruapokcu-3,4-auoKCOUUKIO0yT-1-eHu;

»  ruapokcu-(C.4)ankun,
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»  ruapokcu-(Cj.4)anKoKcu;

> -(CHz)r-CO-NRNsRN", rae r nmpeacrasisier coboit nenoe unciao 0 mwim 1; u
rne RN u R™ nesasucumo mpencrasmsior coboit Bomopos, (Ci.4)aidkui, THAPOKCH-
(Ca-g)ankun, (Ci.3)ankokcu-(Cr-4)aqKua UIH TUAPOKCH,

> -NRMR™, rze R wuesasucumo npeacTaBiseT CcoO0OH BOAOPON WU
(Cr.4)ankmn, n RV HesaBucumo mpencrasisier coboit —CO-H, —CO-(C,.;)ankun unu
—CO-(C,.3)ankunen-OH;

> -NH-CO-NRYRN¢

2

rre R™ u RN nesaBucumo NPENCTaBIIIOT CO0OH
sogopoa uinu (Cj.4)anku;

> -SOz-RSI, rne RS! npencrtasiser cobor (Ci.4)aakuia win -NRN7RN8, rmne
RY u R™ HesaBucumo npencrasisiior co6oii Bogopon unu (Cy.3)anKku,

> -(CHz)q—HETl, rae q npexacrtapisier codoi nenoe yncno 0, 1 unm 2; u roe
HET' npencTaBiseT codol 5-okco-4,5-quruapo-[1,2,4Jokcaguazon-3-un, 3-okco-2,3-
auruapo-[1,2,4Jokcanuazon-5-un  unu S-tuokco-4,5-ngurunpo-[1,2,4Jokcagnazon-3-
Wi,

»  -(CH,)p,-HET, rne p npencrasusier coboil nenoe uucno O mnm 1; u roe

HET npencraBisier coOoil S-ujeHHBIH TeTepoapui, TIe YKa3aHHbIH S-4yJeHHBIH
reTepoapuil  SBJSIETCS HE3aMEUIEHHbIM MJIM MOHO- WJIH JWU3aMELIeHHBIM, TJAe
3amectutenu HezaBucuMo BbIOuparoT u3 (Ci.)ankuna, (Cig)ankokcu, -COOH,
ruapokcu, ruapokcu-(Ci.z)ankuna, (Cs.s)Huknoankuia, HeoOs3aTeIbHO COAEPIKAIIEro
OAWH KOJIbLIEBOW aTOM KHCJIOPOAA, HIIH NRYRM' rze RY u R™" mesasucumo
npeacTaBisiioT codo Bogopoa, (Ci.z)ankun win rugpokcu-(Cy.,)anku,

. R™ npexcrasmusier coboi
BOJOPOJ;
(Ci.6)ankum;
(C1.4)ankokcu;
(C13)dTopankui;
(C13)dTOpankokcu;
raJioreH,
(C3.6)IUKITOANK T,

(C53.6)IHKIIOANKHIIOKCH;

TUZIPOKCH,

YV V.V VYV V VYV VYV V V VY

ruapokcu-(C;.4)anKoKCH,
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>  -X:NRY'R™ rpe X? NpEeACTaBIsAeT COOOH NpPsIMYK CBsI3b, HIH X?

npencrasisier codoit -O-CH,-CH,-*, rae 3Be3godka ykKa3blBaeT Ha CBsA3b, KOTOpas

2
N1pN2, N1 N2
npucoenunena k rpynne -NR7R™; u rne R™° u R™" He3aBUCUMO NpeACTaBIAIOT
coboit Bomopon, (Ci.4)ankui unu (Cs.¢)UHUKIOATK U,
2 2 o
> -S-RS , TIae RS npeacrasiser coboii (Ci.q)ankun, (Cs.¢)IUKIOATKII,
He00s3aTeNIbHO COAepIKALMI OMH KOJBILEBON aTOM KHCJIOPOaa;
m2 - .
. R"™" npencrasnsier coboii Bomopona, MeTui, GTOP UIU XJIOP, U
1 % 2
. R’ npencrasnser coboii Bomopon; uau B caydae, eciu R™ mpencrasnser
) 1 )
cob6oii Bonopoa, R® mpencrasnser coboit Bogopon unu Gprop;
1 o
. UIu  Ar TpencTtaBisieT COOOH S-4JIEHHYH TeTEepOapUIIbHYIO TpyNmy

cTpykTypsl (Ar-1I):
R6

(Ar-II),

rae

. Y npencrasusier co6oii CR®, rne R® mpencrasnsier coGoii Bomopox wim
rajoreH;, win Y npencrasiser codoit N;

. R’ npexncraBuser coboit

»  (C4y6)UUKIOANKUI, COAEPKALIUI KOJBLEBOH aTOM KHCJIOpOda, TIe
yka3aHHbIN (C4.6)IUKIOANKHI, CONEPKALIUI KOJTBLIEBON aTOM KHCIOPOAa, HE 3aMelleH
WM MOHO3aMeIeH TUIPOKCH;

>  -X'-CO-R®, rne

> X! pPEeNCTaBISET coboi MPSMY IO CBSI3b, (Cy.3)ankunen,
-0-(Cy3)ankunen-*, -NH-(Ci.3)ankunen-*, -S-CH,-*, -CF,-, -CH=CH-, —-CH=CH-,
-NH-CO-*, -CO- unu (Cs.s)IUKJIOAJNKUIIEH, TA€e 3BE3JO0YKH YKa3bIBAIOT Ha CBS3b,
KOTOpasi IPUCOEIUHEHA K IPyIIe -CO-R®; u

1 o
>  R° npexcrasnser coboit

Ll -OH;
. -0-(Cy.4)anku,;
] -NH-SOZ-RS:’, raue R% MPEeNCTaBIISIET coboii (Ci.g)ankmumn,

(Cs.s)uuknoankmi, rae (Cs.¢)IUKIOATKUI HEOOs3aTeIbHO CONEPKUT KOJIbLEBOW aTOM
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kuciopona, (Cs.g)uukmoankui-(C.;)ankuneH, rae (Cs.q)IUKIOANKHI HEOOsI3aTEeNbHO
COIEPIKHUT KOJbLeBol atoMm kuciopoaa, (Ci.;)propankun win -NH;;

. -0-CH,-CO-R?, rne R®  mpencrasnser coboit  rumpokcu — wim
(Ci-s)ankokcu, unu -N[(C.4)ankun],;

L] -O-CHz-O-CO-ROS, rie R?® npenacrasiasier coboit  (Ci.4)ankuia uiIu
(C1.4)ankoxcu,

. -O-CH,-CH;-N[(C1.4)ankun],; unu

. (5-merun-2-okco-[ 1,3 ]auokcon-4-un)-MeTHIOKCH-;

~OH

2-runpoKcu-3,4-THOKCOUUKIO0YT- 1 -eHUT,

runpokcu-(C.4)anku;

Y V VYV V

ruapokcu-(C;.4)aNKOKCH,

>  -(CH,),-CO-NR™RM™ rze r npencrasuser co6oii nenoe uncio 0 wmu 1; u
rme R™ u R™ nesasucumo mpencrasistior coboit Bomopos, (Ci.4)aikui, THAPOKCH-
(Ca-p)ankun, (Ci.3)ankokcu-(Cy.4)aqKu UM TUAPOKCH,

> -NRYR™, rge RM nesaBucumo mnpexncrasiaser coGoii BOZOpPOA WK
(Cy.4)ankun, u R™ nesaBucumo npencrasiser coboit —CO-H, —CO-(C,.3)ankun wiu
—CO-(Cy.3)ankunen-OH,

> -NH-CO-NR™RM rze R™ u RM® Hesasucumo NPEACTAaBIAIOT COOOH
Bonopon wiu (C.4)anku,;

> -SOz-RSI, rne R npenctasiser cobor (Ci.4)aakuia wiu -NRN7RN8, rue
RY u R™ nesaBucumo npencrasisitor co6oii Bogopox unu (Ci.3)anku,

> -(CHz)q-HETl, rae q npeacrtapisier codoit nenoe ynciao 0, 1 unm 2; u roe
HET' npencTaBiseT coboi 5-okco-4,5-quruapo-[1,2,4Jokcanguason-3-un, 3-okco-2,3-
auruapo-[1,2,4Jokcanuazon-5-un  unu S-tuokco-4,5-ngurunpo-[1,2,4Jokcagnazon-3-
Wi,

»  -(CH,)p,-HET, rne p npexncrasusier coboit menoe uucno O mnm 1; u roe

HET npencraBisier coOoil S-ujeHHBIH TeTEepoapuil, TIe YKa3aHHbIH S-4leHHBIH
reTepoapuil  SBISIETCS HE3aMEIeHHbIM HJIH MOHO- WM JU3aMEIIEHHBIM, TJ€

3amectutenu HezaBUCcUMO BbIOUpaoT u3 (Ci.y)ankuna, (Ci.s)ankokcu, -COOH,

ruapokcu, ruapokcu-(C.z)ankuna, (Cs.s)Iukinoankuia, Heo0sI3aTeNbHO COAEPIKAIEro



10

15

20

25

30

374

o 95 N10 9 10
OIIMH KOJIbLIEBOU aTOM KHCJIOPOAa, WIH -NRVRN rae RY u R™' nesasucumo

)

npencTasisitoT coboit Bonopon, (Ci.3)ankun wiau ruapokcu-(Cy.4)ankui;
. R’ npexncraBuser coboit

(Ci-¢)ankm;

(Ci.4)ankokcu;

(C1.3)propankmn,

(C13)bTOpankokcu;

rajoreH;

THAPOKCH,

(C3.6)IHKITOANKIT,

(C3-6)IHKIIOANKHIIOKCH,

YV V.V VYV V V VY VY VY

ruapokcu-(Cj;.4)aKOKCH,

Y

2 " 2
X>NRV'R™| rze X npencTaBiasieT co0of mpsiMyr CBA3b, HIH X

npencrasisier coboit -O-CH,-CH,-*, raoe 3Be3godka yKa3blBaeT Ha CBsA3b, KOTOpas

2
N1ppN2. N1 N2
npucoenunena k rpynne -NRVR™; u rne R™° u R™" He3aBucuMO mNpeacTaBisiOT
coboii Bogopoxn, (Ci.4)ankun win (Cs.¢)ITUKITOATKHUI;
> -S-R®?, rme R® mnpexcrasiusier co6oii (Cj.4)ankui, (Cs.q)UHKIOATKII,
HeOoOsI3aTeIbHO COAEPIKAIUN OMH KOJbIIEBOH aTOM KHUCJIOPOAa;
1 b =1 bzl .
. unu Ar npexncrasisier coOoi 8-10-uneHHbIN OUIIUKINYECKUH TeTepOoapul;
rne  ykasaHHbIH  8-10-ujneHHBIH ~ OMUMKIMYECKUH  TeTepoapuil  HE3aBUCHMO
monosamernen -(Co.z)ankunen-COOR®??, rze R©? npeacTaBisieT coOOil BOOOPOA HIIH

(C1.4)ankum;

o nmu Ar' npexcrasisier coGoii rpymnmy cTpykTypbi (Ar-III):

(Ar-111),
KOTOPYK BBIOUPAOT U3 2-0KC0-2,3-puruapodeH300kca3on-6-una, 3-MeTwi-2-

0KC0-2,3-nuruapoben3ookcason-S-una, l-metun-3-okco-2,3-gurunpo-1H-unnazon-6-

una, 2-0kco-1,2,3,4-TeTparuApOXMHa30JIUH-0-1Na, 1-metun-2-okco-1,2,3,4-
TETParuipOXUHA30JUH-0-UNa, 1-okco-1,2,3,4-TeTparuApOU30XUHOJIUH-0-1A, 1-
MeTHUI-2-0KkCO0-1,2,3 4-TeTparuipoOXuHa30JUH-7-1ja u 1-okco-1,2,3,4-

TETPAruApOU30XUHOJINH-7-UIIa;
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Wi ero apmMaLeBTHUYECKHU IpUeMIIeMasi COJIb.

3. CoennHeHune Mo NyHKTY 2, rae Ar! MPEenCTaBJsAeT COOON rpymnmy, BEIOPaHHYIO

nus3:

N,
OH OH >HN *N o
0
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Wi ero GpapmMaLeBTHUYECKHU NMpUeMIIeMas COJlb.

4. CoequHeHue Mo NyHKTY 2, rae Ar! npeacrasyser co0oil rpynny, BeIOpaHHYIO

nu3
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CF3 F cl
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5 /J\s N ,'J\S NO
uiu ero papManeBTHYECKH MpHeMIeMas COJb.
5. Coenunenue no m0bOMy U3 NyHKTOB 2 — 4, rae ¢pparmeHT
(R"n
10 npeacTaBisieT co0oi
. rpymnmy, BBIOPAHHYIO u3 OeHzodypanmia, O6eHzoTuodenmna,

OeH3oTHAa30MIa, 0EH30M30THA30IHIA, UHONMIA, HHA30MIa, HadTuia, XHHOJUHUIIA

U N30XUHOJIMHUIIA, TA€ YKa3aHHasd rpyrnmna HE3aBUCUMO HE 3aMCIICHA HJIN 3aMCIICHA

1 .
(Rl)n; rae (R), mpencrasisier cobol OAWH, IBA, TPU WUJIH YEThIpE 3aMECTUTENIsI, T/e

1
15 ykazaHHbIe 3amecTuTe i R° He3aBucumo BeiOuparoT u3 (Ci.3)ankuna, (C,.3)ankeHuna,

(Cy.z)ankunamuna, (Ci.3)ankokcu, ranoreHa, -S-(Ci.3)ankmma, (Ci.;3)propankuna,

7 N8 7 8
(C1.3)dropankokcn, nuano win -NRVR™, rre RN u R mesaBucumo npeacrasisor

2

coboit Bonopoxn unu (Ci.4)ankui; uiau

. rpymnmy, BBIOPAHHYIO u3 2,3-gurunpobensol[b]ruodennna,

20 6en3o[ 1,3 nuokconuna, 1,3-nurugpousobensodypanuna,
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auruapodensodypanmia, WHJAHUIA, 5,6,7,8-TeTrparuapoHadTannHmia, 2,3-
auruapodensof 1,4 nnokcununa, xpomanuna, 3,4-nuruapo-2H-6en30[1,4]okcazunmnia,
1,2,3,4-treTparuapoxunonununa u 3,4-gurunpo-2H-0enso[b][1,4]nnokcennuuna; rae
yKasaHHAs TPyNIa He3aBHCHMO He 3amemeHa min 3amemena (R'),; rme (R')a
npeacTaBisier coOOi ONMH, ABa WUJU TPU 3aMECTUTEJNs, I'e YKa3aHHbIE 3aMECTHTENH
R' HesaBucumo BwiGupator u3 (Ci.z)ankmma, (Cp.;)ankenmma, (C,.;3)anKuHMIA,
(Ci1.3)ankokcu, ranoreHa, -S-(Ci.3)ankuna, (Ci.3)propankuna, (Ci.3)dTopankokcu,
LIUAHO, OKCO HWJIH -NRN7RN8, rze RY u R™ wuesasucumo MPENCTABISIOT COOOM
sogopoa uinu (Cj.4)anku;

WM ero apMaLeBTHYECKHU NpUeMieMasi COJib.

6. Coennnenune no m0O0My U3 NyHKTOB 2 — 4, rae GpparmeHt

(R")n

o

npeacTasisier coboil rpynmy, BEIOPAHHYIO M3 CIEeAYIIUX rpynn a), b), ¢) u d),
Wiy cienyomux rpynmn e), f) u g):

a) OensorumodeH-5-un, OeHzoTuOPeH-6-un, 6-meTundOeH3oTuodpeH-S-um, 3-
MeTHI0eH30THODeH-5-UJ, 4-MeTHN0eH30THOPEH-5-1j, O-MeTOKCuOeH30THOhEeH-5-11,
5-merokcubeHn3oTnoden-6-un, 6-uuanobeH3oTuodeH-5-un, 3-nuaHoOeH30THOdEH-5-
wi, 6-3Tokcubenzotuoden-5-un,  4-prop-7-meTokcu-2-meTuNOeH30THODEH-0-11,
OeH30M30THA30JI-5-11, OeH30THa30a-5-un, OeH3zoTnaszon-6-ui, OeHzodypaH-5-ui,
Ooenzodypan-6-un,  6-propbenszodypan-5-un,  6-meTokcudenzodypan-5-un,  5-
MeTOoKCcuOeH30pypaH-6-u, 2-¢pTop-5-meTokcubdbeH3zodpypan-6-u, 6-MeToKCHU-4-
meTrinbeH30(ypaH-5-ui, 4,5-nudrop-7-meTokcu-2-metundensodypan-6-uim,
O0enzookca3on-6-un, 1H-wnmon-5-un, 1H-ungon-6-un, 1-merun-l1H-unmgon-6-um, 1-
metun-1H-unnon-5-un, 6-¢rop-1-merun-1H-uanon-5-un, 1,3-numernn-1H-unnon-5-

i, 1-3tun-1H-uagon-6-un uan S-metokcu-1-merni-1H-uana3on-6-u;

b) HadTanun-2-un, 3-xnopHadTanuH-2-un,  1-xmopHadranuH-2-mn, 8-
dropHadTanun-2-um, 1-¢propHadTanuH-2-un, 3-metunHaTATUH-2-1II, 1-
MeTHIHA(TaTUH-2- 11, l-amuHOHAdTANNH-2-1JI, 3-3TuHUNIHADTATUH-2-1JI, 1-

stuHunHaTanuu-2-un, l-sBununHadprTamuu-2-un, 1,3-gudropnadranun-2-un, 3-
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MeTOKCHHA(pTaNuH-2-uy,  3-uumaHoHadTanuH-2-un, l-umaHoHadranuse-2-wn,  3-
MEeTUJIAMUHOHA(TATUH-2- U1, 1-¢prop-3-mMeTokcuHadTaNTUH-2-11, 4-xnop-3-
MeTokcuHapTanuH-2-ui, 4-¢prop-3-mMeTokcuHaTaNIuH-2-11, 3-3TOKCUHAPTATUH-2-UJI,
3-meTokcu-1-mMerunHapTanuH-2-un,  3-umaHo-1-propHadranuuH-2-un,  3-umaHo-1-
MeTuiIHaTaIuH-2-11, 3-u30nponoKcuHaPTAINH-2 -1 WU 3-
auGTOpMETOKCUHAPTATHH-2 -1,

C)  XHUHOJHUH-6-uJ, O6-QTOPU3OXUHONHUH-7-UJ, 7-QTOPU3OXUHONUH-6-UT, S-
(GTOPXUHONUH-0-UJ,  7-METHJIXHUHOJUH-O-WJI, 8-METHJIXUHOJHUH-7-uN,  4-xjop-7-
METHJIXMHOJHUH-0-UJ, 7-XJIOP-8-MEeTHIXUHONUH-0-1, 5,8-1U(PTOPXUHONUH-6-UT HIIH
7-x10p-8-QTOPXUHONUH-6-1I, 5,7-TUPTOPXUHOJIUH-6-UIT,

d) 2, 3-nurunpobenszo[b]|ruoden-5-w, 6en3o[ 1,3 nnokcon-5-uin, 6-
metokcuOenso[ 1,3 nuokcon-5-un,  6-nuanobens3o[1,3|auokcon-5-un,  6-xmop-2,2-
nudropOenso[1,3]nuokcon-5-un, 6-nupropmerokcudenso[l,3|nuokcon-S-un, 1,3-
auruapounszobdbensodypan-5-un, 2,3-nuruapoben3odypan-S-un, 2,3-
aurnapobensodypan-6-un, WHAAH-5-mi, 3-MeTokcH-5,6,7,8-TeTparunponadranun-2-
un, 2,3-nuruapobensofl,4]auokcun-6-mn, 8-xmop-2,3-nguruapodbensofl,4]auokcuH-6-
W, 8-¢prop-2,3-quruapodbensol 1,4 auokcuH-6-m, 8-metun-2,3-
auruapodensof 1,4 nuokcun-6-un, 7-metun-2,3-guruapodensoll,4|nnokcun-6-un, 7-
mMetuncynbpanui-2,3-guruapodensol 1,4 anokcun-6-mu, 7-MeTOKCHU-2,3-
auruapobenso[ 1,4]auokcun-6-un, 7-uuano-2,3-nuruapodensofl,4]nuokcun-6-un, 7-

3TOKCU-2,3-nuruapoben3of 1,4 nuokcuH-6-ua, XpomaH-7-wji, XpoMmaH-6-ui, O-xJop-

3,4-nurunpo-2H-06en30[ 1,4]okcasuu-7-u, 7-brop-4-meTun-3,4-nuruapo-2H-
Oen3o[1,4]oxkca3uH-6-u, 7-¢ptop-1-meTun-1,2,3 4-TeTparuapOXHOJIUH-6-HIJI, 7-
MeTOKCH-1,2,3,4-TeTparuipoX uHOJTMH-6-UJI, 7-meTokcu-1-merun-2-okco-1,2,3,4-

TEeTPAruAPOXUHOIUH-6-UI uiu 8-mMeTokcu-3,4-nuruapo-2H-6en3o[b][1,4]nnokcenun-
7-un,

e) 7-merunOGeH3oTnodeH-5-mi, 7-metunbeH3oTnodeH-6-u, 4-
dropbenzornoden-S-un, 7-propbensoruodpen-5-mn, 7-xaopdbenszoruodeH-5-un, 3-
xnopOeHzoTnodeH-5-uim, 3-xnop-7-¢pTopOerszornodeH-S-ui, 7-¢pTop-6-
Metokcubenzotuoden-5-un, 7-rpudpropmeTnndeH30THODEH-S-1T,

f)  3-stokcu-l-propHadTanuH-2-un, 3-3TOKCU-1-MeTuNHAPTANNH-2-UTT; U

g) 7-¢Top-2,3-ngurnnpodensoll,4]anokcun-6-mim, 5-metun-2,3-
auruapodensof 1,4 nuokcun-6-un, 7-3tuHmi-2,3-quruapobdbensolfl,4]auokcun-6-mn, 5-

¢Top-7-merokcu-2,3-guruapodensol 1,4 anokcun-6-niu, 7-METOKCHU-5-MeTUI-2,3-
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auruapodensof 1,4] inokcuH-6-u1, 7-nudpTopmeTokcu-2,3-
nuruapodensof 1,4] anokcun-6-ui,

Wy ero apmMaLeBTHUYECKHU NTpUeMIIeMasi COJb.

7. CoenuHeHue 1o JI0OOMyY U3 MyHKTOB 2 — 4, rae ¢pparMeHT

(R")n

o

npencTapisieT coOoi rpymnmy, BRIOpaHHYIO U3 CleAyrIuX rpynm a), b), ¢) u d):
a) Oensormoden-5-un, 6-mermndeHzoTuodeH-S5-un, 4-merundeHszoTuodeH-5-

un 6-MeToKcuOeH30THOheH-5-1I, 5-meTokcubenszornodpeH-6-um, 3-

nuaHoben3oTuoden-S-un, 6-3ToKcHOeH30THOheH-5-11, OeH30THa30JI-5-1,
oensodypan-5-un, 6-propbdenszodypan-5-un,  6-meTrokcudbenzodypan-5-un,  5-
MeTokcuOeH3opypaH-6-un, 6-meTtokcu-4-metundenszopypan-S-un, 1H-uagon-5-un
win 1H-uanon-6-ui;

b) l-merunnadranuu-2-un, 1-3TUHUIHAPTANUH-2-UJ, 3-MeTOKCHHA(TATNH-2-

uin 1-¢pTop-3-meTokcuHapTanuH-2-Ua,  3-3TOKCUHAPTATUH-2-UJ,  3-METOKCHU-1-

MeTUNHAPTANUH-2-UI UK 3-1uaHo-1-MeTunHapTanuH-2-ui;

c)  7-xnop-8-propxuHOMUH-6-UT WK S,7-1UPTOPXUHOINH-6-UT,

d) 2,3-nurunpobenszo[b]|ruoden-5-un, 6en3o[ 1,3 |nunokcon-5-min, 6-
MeTokcuOen3o[ 1,3 ] auokcomn-5-un, 6-nuano0en3o[ 1,3 ]| nrnokcon-5-u, 6-
nudropmerokcubdbenszo[ 1,3 auokcon-5-un, 7-metun-2,3-nuruapodensof1,4]nuokcun-6-

W 7-meTokcu-2,3-quruapodensof 1,4 auoxkcuH-6-m, 7-umnaHo-2,3-

auruapodensof 1,4] inokcuH-6-u, 7-3ToKcH-2,3-quruapoben3of 1,4 nuokcuH-6-ui
wiu 7-¢prop-4-metun-3,4-gurunpo-2H-06en3o[ 1,4]okca3nn-6-ui,

WIH ero apMaLeBTHYECKHU NTpUeMIIeMasi COJIb.

8. CoennHeHne MO NMYHKTY 2, BBIOPAHHOE U3 TPYIIIBL, COCTOSAIIEH U3:

3-OTokcu-5-{6-[2-(3-merokcu-1-meTnunHadTaanH-2-1i)-3 THIAMUAHO |-
NUPUMHUAUH-4-U1 }-THO(]EeH-2-KapOOHOBOH KHCIIOTHI,

5-{6-[2-(3-L{uano-1-meTuaHadTaTNH-2-UJ)-3 THIAMUHO | -MTUPUMHAUH-4-1 } -3 -

3TOKCUTHO]EH-2-KapOOHOBOH KUCIOTHI,
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3-OTtokcu-5-{6-[2-(1-prop-3-meTokcuHadpTaTNH-2-UIT)-3TUIAMHUHO |-
NUPUMHUANH-4-UJ }-THO(]EH-2-KapOOHOBOH KHCIIOTHI,
3-OTokcu-5-{6-[2-(6-merokcudenso[b]ruodpen-5-un)-3TunaMmuHO|-MUPUMUTUH-
4-un }-Tnoden-2-kapOOHOBOH KHUCIOTHI,
5-[6-(2-ben3o[b]THodheH-5-UIITUIAMUHO )-TUPUMHUANH-4-UJT|-3-3TOKCUTHO( SH-
2-xapOOHOBOH KHUCIIOTHI;
5-{6-[2-(7-Iluano-2,3-nurunpoben3o[ 1,4 nMOKCUH-6-UJT)-3TUITAMHUHO |-
NUPUMHUAUH-4-UJ }-3-3TOKCUTHO( eH-2-KapOOHOBOI KUCIOTHI,
3-DTokcu-5-{6-[2-(1-meTunHapTaTUH-2-UIT)-3 THIAMHUHO |-MTUPUMUIUH-4 - FJI } -
THO(eH-2-KapOOHOBOW KHCIIOTHL,
3-OTokcu-5-{6-[2-(6-meTokcu-4-meTnndeH30pypaH-5-1i)-3TUIAMHHO |-
NUPUMHUAUH-4-11 }-THO(EeH-2-KapOOHOBOW KHCIIOTHI,
3-OTokcu-5-{6-[2-(3-meTokcuHapTATNH-2 -1 )-3TUIAMHUHO |-TUPUMHUAUH-4-HI1 } -
THO(eH-2-KapOOHOBOH KHCIIOTHL
5-[6-(2-ben3o[b]TnodeH-6-UI3THIAMUHO )-TUPUMHUANH-4-1JT|-3-3TOKCUTHO) €H-
2-xapOOHOBOM KHCIIOTHI;
3-OTokcu-5-{6-[2-(6-metokcudbenzodypaH-5-ui)-3TUIAMUHO | -TUPUMHUANH-4 -
ui}-THo( eH-2-KapOOHOBOM KUCIOTHI,
3-OTokcu-5-{6-[2-(6-pTopOensodypan-5-uin)-3THIAMUHO |-TUPUMHUAUH-4 -1 | -
THO( eH-2-KapOOHOBOI KHCIIOTHI,
3-DTokcu-5-{6-[2-(5-merokcudenso[b]ruodpeHn-6-ua)-3TUIaAMUHO |-TUPUMUTHH-
4-un}-tTuoden-2-kapOOHOBON KUCIOTHI;
5-{6-[2-(2,3-Aurunpodenso[b]rruodeH-5-1)-3TUIaMUHO |-TUPUMUTUH-4 -1 } -3 -
TOKCUTHOP eH-2-KapOOHOBOH KUCIOTHI,
3-DTokcu-5-{6-[2-(1-3TuHMIHATATUH-2-11)-3TUIAMIHO | -TUPUMUTHH-4 -1 § -
THO(eH-2-KapOOHOBOH KHCIIOTHL,
4-{6-[2-(6-MetokcubeHnso[b]|TruodeH-5-mi)-3TUIaMIUHO |-TUPUMUTHUH-4 -1 } -2-
METHJICYJIb(aHUIOCH30MHON KUCIIOTHI,
3-OTokcu-5-{6-[2-(4-metundenzo[b]ruoden-5-un)-3TunamMuHo | -MUpUMHITH-4 -
ui ) -THod eH-2-KapOOHOBOM KUCIOTHI,
3-OTokcu-5-{6-[2-(3-3ToKkCMHAPTANNH-2-UJT)-3THIAMUHO |-TUPUMHUIUH-4 -1 | -
THO(eH-2-KapOOHOBOH KHCIIOTHL
3-OTtokcu-5-{6-[2-(1H-unn0a-6-11)-3THIAMUHO | -TUPUMHUANH-4-1J } -THO(] eH-2 -

KapOOHOBOU KUCIIOTHI,
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2-Iluknobyrtokcu-4-{6-[2-(1-pTop-3-MeTokcuHapTaTNH-2-UIT)-3TUIAMHHO ] -
NUPUMHUANH-4-UJ | -O€H30HHON KHCIIOTHI,
3-Otokcu-5-{6-[2-(7-merokcu-2,3-nurunpodensol 1,4 nnokcun-6-un)-
STUIAMUHO |-TUPUMHANH-4-1 } -THO(EeH-2-KapOOHOBOI KHCIIOTHI,
5-{6-[2-(3-Iluanoben3o[b]rrnoden-5-um)-3TUIaMUHO |-TUpUMHIANH-4-1J } -3 -
TOKCUTHOP eH-2-KapOOHOBOH KUCIOTHI,
4-{6-[2-(1-MetunnadTanuH-2-111)-3TUIAMUHO |-TUPUMHIUH-4 -1 } -2-
nponuIOeH30WHON KUCTIOTHI,
4-{6-[2-(1-®PTop-3-MeTOKCUHA(TATUH-2-11)-3TUJIAMUHO |-TUPUMUIHH-4- 1T § -2 -
MEeTUJICYJIb(aHUIOEH30MHON KUCIIOTHI,
3-OTokcu-5-{6-[2-(7-metun-2,3-nuruapodensof 1,4 ok cuH-6-11)-3THIAMUHO |-
NUPUMHUAUH-4-11 }-THO(EeH-2-KapOOHOBOW KHCIIOTHI,
3-OTtokcu-5-{6-[2-(1H-unn0a-5-11)-3THIAMUHO | -TUPUMHUANH-4 -1 } -THO] EeH-2 -
KapOOHOBOW KUCJIOTHI,
3-OTokcu-5-{6-[2-(6-metundenzo[b]ruodpen-5-un)-3TunamMmuHo | -mUpUMHIHTH-4-
ui ) -THod eH-2-KapOOHOBOM KUCIOTHI,
3-OTokcu-5-{6-[2-(8-¢prop-2,3-qurunpodensol1,4] 1MOKCUH-6-UT)-3TUIAMHUHO |-
NUPUMHUAUH-4-U1 }-THO(]EH-2-KapOOHOBOM KHCIIOTHI,
5-[6-(2-ben3o[b]Tuoden-5-uns3TunaMuHoO)-mUpUMUANH-4-1n|-0eH30pypaH-2-
KapOOHOBOI KUCIIOTHI,
3-DTokcu-5-{6-[2-(7-3Tokcu-2,3-gurunpodensol 1,4 anokcun-6-m)-
STUJIAMHUHO |-TUPUMHAUH-4-UJ | -TUO(eH-2-KapOOHOBOM KHCJIOTHI,
5-{6-[2-(2,3-Auruapodenso[ 1,4 inOKCHUH-6-1JT)-3THIAMUHO |-TUPUMHUIHH-4 -1 } -
3-3TokcuTHO(EeH-2-KapOOHOBOW KUCIOTHI,
3-OTokcu-5-{6-[2-(1-metun-1H-uHI00-6-1J1)-3THIAMUHO |-TUPUMHUIUH-4 - 11 | -
THO(eH-2-KapOOHOBOH KHCIIOTHL,
5-{6-[2-(5,7-AndTOpXUHONIUH-6-UT)-3TUIAMUHO |-TUPUMHANH-4-11 } -3 -
3TOKCUTHOP EeH-2-KapOOHOBOH KUCIOTHI,
5-{6-[2-(3-AudTopmeTokcuHaTATUH-2-UI)-3THIAMUHO |-TUPUMHINH-4-11 } -3 -
3TOKCUTHO( EeH-2-KapOOHOBOH KUCIOTHI;
5-[6-(2-ben3zodypaH-0-MI3TUIAMHIHO )-TUPUMUIUH-4-U1]-3-3TOKCUTHOPEH-2-
KapOOHOBOM KUCIIOTHI,
3-OTtokcu-5-{6-[2-(3-merundenzo[b]ruodpen-5-un)-sTunammuHo|-mUpUMHIHH-4-

ui }-THoQ eH-2-KapOOHOBOM KUCIOTHI,
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3-(2-T'unpokcustokcu)-5-{6-[2-(1-meTunHadTaIUH-2-1]1)-3TUIAMHUHO |-
NUPUMHUANH-4-UJ }-THO(]EH-2-KapOOHOBOH KHCIIOTHI,
3-Otokcu-5-{6-[2-(6-merokcubenso| 1,3 | nuoxcon-5-un)-3TunamMuHo |-
NUPUMUANH-4-U1 } -THO(EeH-2-KapOOHOBOH KUCIIOTHI,
5-[6-(2-ben3zodypan-5-mI3THIAMIHO )-TUPUMUANH-4-111|-3-3TOKCUTHODEeH-2-
KapOOHOBOW KUCIIOTHI,
4-{6-[2-(3-lluano-1-meTunnadTaauH-2-1i)-3THIAMHHO |-TUPUMU U H-4 - 1T } -2-
MEeTHJICYJIb(aHUIOEH30MHON KUCIIOTHI,
(2-Otokcu-4-{6-[2-(6-3TokcubeH30[b|THodheH-5-1)-3TUIaMHUHO |-TUPUMHUIUH-4 -
W1} -)€HOKCH )-YKCYCHOM KUCIIOTHI,
5-[6-(2-XpoMaH-6-UI3TUIAMUHO )-TUPUMHUAUH-4-UJT|-3-3TOKCUTHOD eH-2-
KapOOHOBOU KUCJIOTHI,
3-(3-DTokcu-5-{6-[2-(1-meTunHadpTaTUH-2 -1 )-3TUITAMHHO | -TUPUMUAUH-4 -1 } -
THO(eH-2-1IT)-TIPOMMOHOBOH KHCJIOTHI,
4-{6-[2-(3-Metokcu-1-mernnHaQTaATNH-2-1IT)-3TUIAMUHO | -TUPUMHUAUH-4-HI1 § -
2-metnicynbhaHuI0eH30WHON KHCIIOTHI,
2-IluknoOyTtokcu-4-{6-[2-(6-meToxkcudens3o[b]ruoden-5-un)-srunamuno]-
NUPUMHUAUH-4-1J | -O€H30HHON KHCIIOTHI,
5-{6-[2-(6-Lluano6en3o|[ 1,3 | auoKcon-5-Ui)-3TUIAMUHO |-TUPUMHUANH-4-UJ1 } -3 -
TOKCUTUO( €H-2-KapOOHOBOH KHUCIIOTHI,
5-{6-[2-(2,3-Jurunpobensodypan-6-uin)-3TUIAMUHO |-TUPUMUANH-4-111 } -3 -
3TOKCUTHO( eH-2-KapOOHOBOM KUCIOTHI,
2-Otokcu-4-{6-[2-(3-merokcu-1-meTmnHaTaATUH-2-1T)-3 THIIAMHHO |-
NUPUMHUIUH-4-UJ | -O€H30HHOW KHCIIOTHI;
2-@Top-4-{6-[2-(1-MeTunHaPTATUH-2-1]T)-3TUIAMUHO | -TUPUMHIUH-4-U1 } -6-
nponuIOeH30WHON KUCIOTHI,
4-{6-[2-(6-Lluanoben3zo[b]tuodeH-5-un)-3TUNaMUHO |-MTUPUMHUIUH-4-UJT } -2~
MeTHJICYJIb(aHUITOCH30WHON KUCTOTHI,
2-Iluknobyrokcu-4-{6-[2-(3-meToKCHU- | -MeTUIHAPTANTHH-2-U]T)-3THIAMHUHO |-
NUPUMHUAUH-4-UJ } -O0€H30HHOW KHCIIOTHI
(2-Otokcu-4-{6-[2-(6-meTokcubeH3o[b]TruodeH-5-1i)-3THIaMUHO | -TTUP UMU THH -
4-un}-PpeHOKCH)-YKCYCHON KUCIOTHI;
6-{6-[2-(7-Metokcu-2,3-nuruapoden3ol 1,4] anokcuH-6-u1n)-3TUIAMHUHO ] -

NUPUMHUANH-4-U1 }-0eH30(pypaH-2-kapOOHOBON KHUCIOTHI
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2-Tupropmerokcu-4-{6-[2-(1-meTunnadpTannH-2-ni)-3THIAMUHO |-ITUPUMHIUH -
4-un}-0eH301HON KUCIIOTHI;
6-[6-(2-benso[b]Tuoden-S-nnsTnamMuHo)-nupuMuanH-4-mi|-6en3odpypan-2-
KapOOHOBOI KUCIIOTHI,
5-{6-[2-(7-Xn0p-8-MeTUIXUHONHH-6-UJT)-3TUIAMUHO |-TUPUMHUANH-4-1JI } -3 -
TOKCUTHOP eH-2-KapOOHOBOH KUCIOTHI,
5-[6-(2-beH30THAa307-5-UI3THIAMUHO )-TUPUMHUANH-4-1J1|-3-3TOKCUTHODEeH-2-
KapOOHOBOU KUCJIIOTHI,
5-{6-[2-(7-Metokcu-2,3-nuruapoden3of 1,4 nnoKkcHuH-6-1i1)-3THIAMUHO |-
NUPUMHUANH-4-11 }-0eH30(pypaH-2-kapOOHOBON KHUCIOTHI,
5-[6-(2-ben3o[b]THodeH-5- U3 THIAMIHO )-2-MeTUITUPUMHUANH-4 -1 |-3 -
3TOKCUTHO( eH-2-KapOOHOBOH KUCIOTHI,
4-{6-[2-(7-unano-2,3-quruapobdens3of 1,4 AMOKCHH-6-1I1)-3THIAMHHO |-
NUPUMHUAUH-4-UI }-2-MeTHICY b aHUITOeH30HHON KUCIIOTHI,
(2-Otokcu-4-{6-[2-(7-3ToKCH-2,3-qurnapodben3o[ 1,4 | auokcuH-6-mn)-
STUJIAMUHO |-TUPUMUIUH-4-11I |} -)E€HOKCH )-yKCYCHON KHUCJIOTBHI;
2-Iluknobyrokcu-4-{6-[2-(6-meTokcubeH30pypaH-5-ui)-3TUIAMHUHO |-
NUPUMHUANH-4-UJ | -O€H30HHOW KHCIIOTHI
2-Jtokcu-4-{6-[2-(1-¢prop-3-MeTokcuHaPTANUH-2-UIT)-3TUIAMHUHO |-
NUPUMUANH-4-11} -OeH30HHON KUCIIOTHI;
(2-Dtoxcu-4-{6-[2-(6-meTokcu-4-MeTUNOEH30(ypaH-5-1I1)-3 THIAMHIHO |-
MUPUMHUAUH-4-UJ } -QEHOKCH )-YKCYCHON KUCIIOTHI,
(2-91okcu-4-{6-[2-(3-3TuHIITHAD TATUH-2-HJT)-3TUIAMHUHO | -TUPUMHUAUH-4-FJ1 § -
(EeHOKCH )-YKCYCHOM KUCIOTHI,
3-OTokcu-5-{6-[2-(7-prop-4-metun-3,4-qurnnpo-2H-0en30[ 1,4]okcasun-6-min)-
STHJIAMUHO |-TUPUMHAUH-4-UJ } -TUO(eH-2-KapOOHOBOH KHCIIOTHI,
2-Otokcu-4-{6-[2-(3->TuHNAHA TANTNH-2-1])-3TUIAMHUHO | -TUPUMUIHH-4 -1 | -
OeH30HHON KHCIIOTHI,
2-Jtokcu-4-{6-[2-(6-merokcubdeH3zo[b]ruoden-5-nun)-3TUIaMUHO |-TUPUMHANH-
4-un}-0eH30HON KUCIIOTHI;
2-Otuncynsdpanun-4-{6-[2-(7-merokcu-2,3-quruapodens3of 1,4] nuokcuH-6-umn)-
STUJIAMHUHO |-TUPUMUIUH-4-11]1 } -O€H30WHON KHCJIOTHI,
5-[6-(2-ben3o[ 1,3 ] 1n0KCON-5-UI3TUIIAMUHO )-TUPUMHUANH-4-1J|-3 -

3TOKCUTHO]EH-2-KapOOHOBOH KUCIOTHI,
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(2-OTokcu-4-{6-[2-(6-meTokcubeH30(ypaH-5-11)-3TUIAMHUHO |-MTUPUMUINH-4 -
1} -E€HOKCH )-YKCYCHOM KHCIIOTHI,
4-{6-[2-(7-Metokcu-2,3-quruapobdenso| 1,4 | AnOKCHUH-6-1I1)-3THIAMHIHO |-
NUPUMUANH-4-U1}-2-MeTHICyIb(haHuaOeH30HHON KUCIIOTHI,
5-{6-[2-(7-Xnop-8-PTOpXUHONHH-O-HIT)-3THIAMHHO |-TUPUMUANH-4-11 } -3 -
TOKCUTHOP eH-2-KapOOHOBOH KUCIOTHI,
(2-Otokcu-4-{6-[2-(6-meTokcubeH30[b]THODEH-5-1T)-3THIAMUHO | -TTUP UMU THH -
4-un}-peHnn)-yKCyCHON KUCIOTHI;
5-{6-[2-(6-AudTopmeTokcubenso[ 1,3 | AnoKCcoaI-5-1i)-3TUIIAMUHO | -TUPUMUTHH-
4-un}-3-s3TokcuTHOEeH-2-KapOOHOBON KUCIOTHI;
(2-Otokcu-4-{6-[2-(7-meTokcu-2,3-quruapodensof 1,4 | nnokcun-6-un)-
STUJIAMHUHO |-TUPUMUIUH-4-UJI | -)€HOKCH )-yKCYCHON KUCJIOTBHI;
2-Iluknobyrokcu-4-{6-[2-(5-meToxkcubeH3ohypan-6-ui)-3TUIAMHUHO |-
NUPUMHUAUH-4-UJ } -O€H30HHOW KHCIIOTHI
4-[6-(2-benszo[b]TnodeH-5-MI3TUIAMIHO )-NTUPUMUANH-4-1T]-2-
UKJIO0YTOKCUOCH30MHOW KUCIIOTHI,
2-Jtokcu-4-{6-[2-(6-3Tokcuden3o[b]rnoden-5-mn)-3TUNaMIHO |-MUPUMUTUH-4 -
U} -0€H30MHON KHCIIOTHI;
2-{6-[2-(1-MerunHadTanuH-2-11)-3TUIAMUHO |-upUMUAUH-4-un } - | H-unnon-4-
KapOOHOBOI KUCIIOTHI,
4-{6-[2-(6-Lluano6en3o[b]Tuoden-5-un)-3TunaMuHo |-nupuUMUANH-4-11 } -2 -
DTOKCUOEH30MHON KHCIIOTHI,
4-[6-(2-benso[b]TrHodeH-5-MI3TUIAMUHO )-NTUPUMUIUH-4- 1T ]-2-
MeTHJICYJIb(aHUIOEH30WHON KUCITOTHI,
5-[6-(2-ben3o[d]u30THA30-5-HI3TUIIAMHUHO )-TUPUMUAUH-4 -1 |-3 -
3TOKCUTHO( eH-2-KapOOHOBOH KUCIOTHI;
4-{6-[2-(7-OTokcu-2,3-qurunpodensol 1,4 1noKCuH-0-1I1)-3TUIIAMHHO |-
NUPUMHUAUH-4-UI }-2-MeTHICYIb(HaHUITOCH30HHON KUCIIOTHI,
4-{6-[2-(2,3-Aurugpobenso[b]Tuoden-5-un)-3TunaMuHO |-mupuUMUINH-4 -1 }-2-
MEeTHJICYJIb(aHUIOCH30WHON KUCTOTHI,
(2-9Tokcu-4-{6-[2-(6-meTokcudeH30(ypaH-5-1I)-3TUIAMHHO |-MTUPUMUINH-4 -
W1} -(pEHMIT)-YKCYCHON KUCIIOTHI,
(2-9Tokcu-4-{6-[2-(6-pTopOensodypaH-5-uin)-3THIAMUHO |-TUPUMHUANH-4 - 11 | -

(EeHOKCH )-YKCYCHOM KUCJIOTHI,
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5-[6-(2-beH300KCa30J1-6-UIS3THIAMHUHO )-TUPUMUANH-4-1I1]-3-3TOKCUTHOD EH-2 -
KapOOHOBOM KUCIOTHI,
(3-Otokcu-5-{6-[2-(1-meTunHadTaTNH-2 -1 )-3TUIAMUHO |-MTUPUMUAUH-4-HJ1 § -
THO(EeH-2-1JT)-YKCYCHOM KUCIIOTHI,
2-DTokcu-4-{6-[2-(6-mMeTokcubeH30(ypaH-S-1)-3THIAMIHO | -TUPUMUIUH-4 -
n1}-OeH30MHON KUCIIOTHI;
4-{6-[2-(5-Metokcubenso[b]TruodheH-6-1j)-3TUIAMUHO |-TUPUMUTHH-4 -1 } -2-
MeTHJICYJIb(aHUIOEH30WHON KUCITOTHI,
4-[6-(2-benszo[b]THodeH-5-MI3TUTAMUHO )-NTUPUMUINH-4- 1T ]-2-
3TOKCUOEH30HHON KUCIIOTHI,
(2-9Tokcu-4-{6-[2-(6-meTokcu-4-meTunOeH30QypaH-5-1i)-3 THIAMUHO | -
NUPUMHUANH-4-1J }-PEeHNIT)-YKCYCHOW KUCIIOTHI,
2-Otuncynbdanun-4-{6-[2-(6-meTokcudenszodypan-5-uin)-3THIAMUHO |-
NUPUMHUAUH-4-UJ } -O€H30HHOW KHCIIOTHI
(2-9Tokcu-4-{6-[2-(5-metokcudeH30(ypaH-0-1II)-3TUIAMHHO |-MTUPUMUINH-4 -
W1} -EHOKCH )-YKCYCHOM KHCIIOTHI,
(2-9Tokcu-4-{6-[2-(3-3ToOKCUHAPTANNH-2-UJT)-3THIAMUHO |-TUPUMHUAUH-4 -1 | -
(EeHOKCH )-YKCYCHOM KUCJIOTHI,
5-{6-[2-(1,3-Auruapounszoden3zodypan-5-un)-3TUIAMUHO |-TUPUMUANH-4-1J } -3 -
TOKCUTUO( €H-2-KapOOHOBOH KHUCIIOTHI,
2-Byrokcu-4-{6-[2-(1-meTunHadTaINH-2-1J)-3TUIAMUHO | -TUPUMHUIHTH-4 -1 } -
O€H30MHOMN KUCJIOTHI;
2-Iluxknobyrtokcu-4-{6-[2-(2,3-qurunpoden3o[b]truod en-5-mn)-3TunamMuHo |-
NUPUMHUIUH-4-UJ | -O€H30HHOW KHCIIOTHI;
2-Iluknobyrokcu-4-{6-[2-(3-3ToKcHHAPTATUH-2-HIT)-3TUIAMHHO |-TUPUMHUTUH-
4-un}-0eH30MHON KUCIIOTHI,
2-9tokcu-4-{6-[2-(1-merunHadTaNNH-2-HIT)-3 TUIAMHUHO | -TUPUMUTUH-4 -1 § -
OeH30HHON KHCIIOTHI,
5-{6-[2-(4-Xn0p-7-METUIXUHOIHH-6-UJT)-3TUIAMUHO |-TUPUMHUANH-4 -1 } -3 -
3TOKCUTHO( EeH-2-KapOOHOBOH KUCIOTHI;
4-{6-[2-(1-MerunHadTanuH-2-1J)-3TUIAMUHO |-TUPUMHIUH-4 -1 | -2-
MPONOKCHOEH30MHONW KUCIIOTHI,
(2-Otokcu-4-{6-[2-(7-meTun-2,3-nurunpodenso[ 1,4 nuokcun-6-mi)-

STUJIAMHUHO |-TUPUMUUH-4-UT |} -)EHOKCH )-yKCYCHON KHUCJIOTBHI;



10

15

20

25

30

390

3-(3-OTokcu-5-{6-[2-(1H-unn0a-5-11)-3THIAMUHO | -TUPUMHUANH-4-1J1 } -THO(] €H-
2-un)-[1,2,4]okcannaszon-5(4H)-oHa,
3-(5-(6-((2-(1H-uHA0M-5-111)3 T )aMUHO )TUPUMHUIUH-4-11T)-3-3TOKCUTHOD eH-2 -
un)-[1,2,4Jokcanguazon-5-oma;
3-{5-[6-(2-ben3o[b]THopeH-5-un3TUIAMIHO )-TUPUMUANH-4-11]-3 -
stokcutnoden-2-un}-[1,2,4]Jokcanuazon-5(4H)-ona;
3-(5-(6-((2-(benzo[b]TuodeHn-5-un)>THa)aMUHO ) TUPUMUAUH-4-1JT)-3 -
stokcutnodeH-2-mn)-[1,2,4]okcanuazon-5-ona;
3-(3-DTokcu-5-{6-[2-(7-metun-2,3-nuruapodensof 1,4 | nuokcuH-6-nin)-
STHJIAMHUHO |-TUpUMHANH-4-u1 } -Tuoden-2-un)-[1,2,4]okcanunazon-5(4H)-oHa;
3-(3-DTokcu-5-(6-((2-(7-metun-2,3-guruapodenso[b][1,4]anokcun-6-
WJT)3THJT)aMUHO )JTUPUMUIUH-4-un)Tuoden-2-mn)-[ 1,2,4]okcanunazon-5-omna;
3-(3-DTokcu-5-{6-[2-(6-metokcudenso[b]ruodpen-5-mn)-3TunamuHo |-
NUPUMHUANH-4-un }-Tuoden-2-mn)-[1,2,4]okcannazon-5(4H)-ona;
3-(3-OTokcu-5-(6-((2-(6-meroxkcudenszo[b]ruoden-5-
WJT)3THJT)aMUHO )TUPUMUIUH-4-un)Tuoden-2-nn)-[1,2,4]okcanunazon-5-omna;
3-(3-OTokcu-5-{6-[2-(1H-unn0a-6-11)-3THIAMUHO | -TUPUMHUANH-4-1J1 } -THO] €H-
2-un)-[1,2,4]okcannaszon-5(4H)-oHa,
3-(5-(6-((2-(1H-uH0m-6-1J1)3 T )aMUHO )TUPUMHUIUH-4-11T)-3-3TOKCUTHOP eH-2 -
un)-[1,2,4Jokcanquazon-5-oma;
3-{5-[6-(2-ben3o[ 1,3 | 1HOKCON-5-UIITHIAMHUHO)-TUPUMUANH-4-1J1]|-3 -
stokcutnoden-2-un}-[1,2,4]Jokcanuazon-5(4H)-ona;
3-(5-(6-((2-(benzo[d][1,3] AMOKCON-5-UJT)3THIJI )AMUHO )TUPUMHIHH-4-1J1)-3 -
stokcutnoden-2-mn)-[1,2,4]okcanuazon-5-ona;
3-(3-DTokcu-5-{6-[2-(7-bTOPpXUHOIUH-O-UT)-3TUIAMHUHO | -TUPUMUIHH-4 -1 } -
trnodeH-2-un)-[1,2,4]okcanuazon-5(4H)-oHa;
3-(3-DTokcu-5-(6-((2-(7-pTOpXMHONMH-6-UJT)3THI )aAMHHO ) TUPUMHUANH-4 -
win)tuopen-2-un)-[1,2,4]okcaguazon-5-ona;
{6-[4-DTokcu-5-(1H-reTpazon-5-mn)-tuopeH-2-un|-nupumuaua-4-um }-[2-(7-
(bTOPXUHOMNH-0-MIT)-3TUI |-aMHUHA;
4-3tokcu-2-{6-[2-(1-merunHadTanUH-2-1IT)-3TUIAMHUHO | -TUPUMUTUH-4 -1 § -
THA30J1-5-KapOOHOBOW KUCIIOTHI,
3-(4-OTokcu-2-{6-[2-(1-meTunHaTATUH-2 -1 )-3TUITAMHUHO | -TUPUMUAUH-4 -1 § -

traszon-5-un)-[1,2,4]okcannaszon-5(4H)-ona,
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3-(4-OTokcu-2-(6-((2-(1-merunHadTaIUH-2-H1I1)3TUI)aMUHO ) TUPUMUIUH-4 -
un)tuaszon-5-un)-[1,2,4]okcannazon-5-ona;
3-(4-Otun-2-{6-[2-(1-metunnadraauH-2-11)-3TUIAMUHO |-TUPUMUAUH-4 -1 § -
tHazon-5-un)-[1,2,4]okcannaszon-5(4H)-oxa,
3-(4-Otun-2-(6-((2-(1-merunHadTANTNH-2-1IT)3THUI )aMUHO ) TUPUMH AN H-4 -
un)tuaszon-S-un)-[1,2,4]okcannazon-S-ona;
3-DTokcu-5-(6-((2-(1-meTunHadTamTuH-2-11)3THI)aMUHO )TUPUMUIHH-4-1J1)-N-
cyiabpamountroden-2-kapookcamuaa;
N-(3-DTokcu-5-{6-[2-(1-metrmnHadTaTUH-2 -1 )-3TUITAMHHO | -TUPUMUTUH-4-FJ1 } -
THo(eH-2-kapOOHUI )-MeTaHCYIb(HOHAMUA,
2-Iluknobyrokcu-4-{6-[2-(7-meTokcu-2,3-guruapodbensol 1,4 aunokcun-6-mn)-
STUJAMHUHO |-MTUPUMUIUH-4-1]1 } -O€H30WHON KHCJIOTHI,
4-{6-[2-(6-MeTtunbenso[b]TuodeH-5-1i)-3THIAMUHO |-TUPUMUTUH-4-1]1 } -2-
MeTHJICYJIb(aHUIOCH30WHON KUCITOTHI,
(2-Otokcu-4-{6-[2-(7-3ToKCH-2,3-qurnapodben3o[ 1,4 | auokcuH-6-mn)-
STUJIAMUHO |-TUPUMHUAUH-4-11 } - €HUIT)-YKCYCHOW KHUCJIOTHI
4-{6-[2-(6-MetokcubeH30pypaH-5-11)-3TUIAMHIHO | -TUPUMUIUH-4 -1 § -2 -
MeTHJICYJIb(aHUIOEH30WHON KUCITOTHI,
2-IluxknobyTtokcu-4-{6-[2-(7-3Tokcu-2,3-nuruapodensof 1,4 nuokcuH-6-umn)-
STUJIAMUHO |-TUPUMHUANH-4-1 } -O€H30MHON KUCIIOTHI;
6-{6-[2-(7-Merokcu-2,3-nuruapodensof 1,4] AMOKCUH-6-1JT)-3TUITAMHHO |-
NUPUMHUAUH-4-1J }-OeH30dypaH-3-kapOOHOBOM KUCIOTHI,
4-{6-[2-(4-MeTtunbenso[b]ruodeH-5-u)-3TUIaMUHO |-TUPUMUTUH-4-1]1 } -2 -
MeTHJICYJIb(aHUIOEH30WHON KUCITOTHI,
2-ITuknobyrokcu-4-{6-[2-(6-meTokcu-4-MeTHIOEH30DypaH-5-1IT)-3THIIAMHHO |-
NUPUMHUAUH-4-1J1 } -O€H30HHOW KHCIOTHI,
4-{6-[2-(3-LHuanoben3zo[b]tuodeH-5-umn)-3TuNaMuHO |-MTUPpUMHIAUH-4-UJT } -2~
MeTHJICYJIb(aHUITOCH30WHON KUCTOTHI,
2-IMuknodOytokcu-4-{6-[2-(6-meTokcudenso[ 1,3 | 1HOKCOI-5-1IT)-3TUIAMUHO |-
NUPUMHUAUH-4-UJ | -O€H30HHOW KHCIIOTHI
2-3tokcu-4-{6-[2-(6-merokcu-4-metundeH30¢pypaH-5-1i)-3TUITAMHHO | -
NUPUMHUANH-4-UI | -O€H30HHOW KHCIIOTHI
(4-{6-[2-(6-MeTtokcudenso[b]ruodpen-5-un)-3TunamuHo |-nupuMuIuH-4-1m } -2-

MEeTUJICYbGaHUI(EHNT)-YKCYCHONW KUCIIOTHI;
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2-Jtokcu-4-{6-[2-(6-¢propberzodypaH-5-ui)-3TUIAMUHO |-TUPUMUANH-4 -1 § -
OeH30HHON KHCIIOTHI,
2-(2-9tokcu-4-{6-[2-(6-meTokcubeH30pypaH-5-11)-3TUIAMHUHO |-TUPUMUTUH-4 -
W} -pEHOKCH )-TIPOMTUOHOBOM KHCJIOTBI,
4-{6-[2-(6-PTopbensodypaH-5-uin)-3TUIAMUHO |-TUPUMUANH-4-10 § -2~
METHJICYJIb(AHUTOEH30HHONW KUCIIOTHI,
4-[6-(2-ben3odypaH-5-Un3THIAMUHO )-TUPUMUANH-4 -1 |-2-
MeTHJICYJIb(aHUIOEH30MHON KUCITOTHI,
4-[6-(2-ben3odypaH-6-UI3THIAMUHO )-TUPUMHUAUH-4 -1 |-2-
MeTHJICYJIb(aHUIOEH30WHON KUCTOTHI,
2-Jtokcu-4-{6-[2-(6-meTundenszo[b]TuodheH-5-nn)-3TUIaMUHO |-TUPUMHUAUH-4 -
W} -0€H30WHON KUCIIOTHI;
2-3tokcu-4-{6-[2-(7-3Tokcu-2,3-nuruapoden3of 1,4 nuokcun-6-umn)-
STUJIAMHHO |-TUPUMUTUH-4-1]1 } -O€H30WHON KHCJIOTHI,
2-Iluknobyrokcu-4-{6-[2-(4-meTundenso[b]ruoden-5-mn)-3TunamMuHo |-
NUPUMHUANH-4-UJ } -O€H30HHOW KHCIIOTHI
4-{6-[2-(6-MetokcubeHnso[b]Tnopen-5-nn)-3TunaMuHO |-TUPUMHUANH-4 -1 } -
OeH30HHON KHCIIOTHI,
4-{6-[2-(6-MetokcubeHnso[ 1,3 nn0OKCON-5-11)-3THIAMHUHO |-TUPUMUTUH-4 -1 } -
2-MeTuICyNbpaHMIOCH30HHON KUCIIOTHI;
2-Otokcu-4-{6-[2-(7-metokcu-2,3-nuruapobdensol 1,4] ninokcun-6-un)-
STUJIAMHUHO |-TUPUMHUIUH-4 -1 } -O€H30HHOM KHCIIOTHI,
2-ITuxknobyrtokcu-4-{6-[2-(7-meTun-2,3-gurunpobenso| 1,4 anokcun-6-mn)-
STUJAMUHO |-TUPUMUTUH-4-1]T } -OEH30WHOW KHCJIOTHI,
2-Otokcu-4-{6-[2-(4-metundenso[b]TuodheH-5-nn)-3TUIaMUHO |-TUPUMHUAUH-4 -
U} -0€H30WHON KUCIIOTHI;
2-Otokcu-4-{6-[2-(6-meTokcudenso[ 1,3 | nnoKCcoI-5-1IT)-3TUIAMUHO |-
NUPUMHUAUH-4-1J } -O€H30HHOW KHCIIOTHI
3-OTtokcu-5-{6-[2-(1-propHadTanuH-2-nin)-3THIAMUHO |-TUPUMHUANH-4-1JI } -
THO(eH-2-KapOOHOBOH KHCIIOTHL,
3-OTokcu-5-{6-[2-(6-pTop-1-meTun- 1 H-uag0m-5-11)-3THIAMHUHO | -TUPUMU U H-
4-un}-tuodpen-2-kapOOHOBOH KUCIOTHI;
5-{6-[2-(4-Xn0p-3-MeTOKCHHAPTANHH-2-UJT)-3TUIAMUHO |-TUPUMUANH-4 -1 } -3 -

3TOKCUTHO]EH-2-KapOOHOBOH KUCIOTHI,
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3-Otokcu-5-{6-[2-(8-merokcu-3,4-nurunpo-2H-6en3o[b][ 1,4 nnokcenuH-7-mmn)-
STUJIAMUHO |-TUPUMUAUH-4-U1 } -THO(]EeH-2-KapOOHOBOH KHCIIOTHI,
3-OTokcu-5-{6-[2-(8-MeTHUIXUHONHUH-7-UJT)-3TUIAMUHO |-TUPUMUANH-4-1JI } -
THO( eH-2-KapOOHOBOI KHCIIOTHI,
3-DTokcu-5-{6-[2-(3-uzonponokcuHapTaIuH-2-HI1)-3TUIAMHHO | -TUPUMUANH-4-
ui}-Tuod eH-2-kapOOHOBOM KUCIOTHI,
5-{6-[2-(1-IluanoHadTamuH-2-1J)-3TUIAMUHO |-TUPUMUIUH-4 -1 } -3 -
TOKCUTHOP eH-2-KapOOHOBOH KUCIIOTHI,
3-DTokcu-5-[6-(2-HadTanuH-2-UAITHIAMUHO )-TUPUMHIUH-4-1J1 |-THOD EeH-2 -
KapOOHOBOU KUCJIIOTHI,
(2-Otokcu-4-{6-[2-(1-pTop-3-MeTokcuHADTATHH-2-1JT)-3THIAMHIHO |-
NUPUMHUAUH-4-1J }-EeHNIT)-YKCYCHOW KUCIIOTHI,
3-OTokcu-5-{6-[2-(3-mernnHaTATUH-2-1IT)-3 TUITAMHUHO |-TUPUMUIUH-4- I } -
THO(eH-2-KapOOHOBOH KHCIIOTHL
3-DTokcu-5-[6-(2-uHAaH-5-UISTHIAMUHO)-TUPUMHANH-4- 11 |-THOD eH-2-
KapOOHOBOW KUCIIOTHI,
5-{6-[2-(8-Xn0p-2,3-nuruapoden3of 1,4 nnokcuH-6-1i)-3THIAMHUHO |-
NUPUMHUAUH-4-UJ }-3-3TOKCUTHO(EH-2-KapOOHOBOI KUCIIOTHI,
4-{6-[2-(3-Huano-1-meTunnadransuH-2-u1i)-3TUIAMHAHO |-TUPUMU U H-4 -1 } -2-
3TOKCUOEH30MHOW KUCIOTHI;
5-{6-[2-(4,5-Audrop-7-merokcu-2-meTunoeH30dpypaH-6-mi)-3THIAMHIHO |-
NUPUMHUAUH-4-UJ }-3-3TOKCUTHO(EH-2-KapOOHOBOI KUCIOTHI,
5-[6-(2-XpomMaH-7-UI3TUIAMUHO )-TTUPUMHANH-4-UJT|-3-3TOKCUTHODeH-2-
KapOOHOBOU KUCJIOTHI,
3-DTokcu-5-{6-[2-(3-metokcu-5,6,7,8-reTparugponadraaun-2-ui)-3THIAMUHO | -
NUPUMHUANH-4-1J }-THO(EeH-2-KapOOHOBOW KHCIIOTHI,
(2-Otokcu-4-{6-[2-(3-meTokcu-1-meTuaHapTaTUH-2-UJT)-3TUIIAMHUHO |-
NUPUMHUANH-4-1J }-EeHNIT)-YKCYCHOM KUCIIOTHI,
5-{6-[2-(3-XnopradTanuH-2-1)-3TUIAMHHO |-MTUPUMUAUH-4-11]1 } -3 -
3TOKCUTHO( EeH-2-KapOOHOBOH KUCIOTHI;
3-OTokcu-5-{6-[2-(1-metun-1H-unn00-5-11)-3THIAMUHO |-TUPUMHUAUH-4 -1 | -
THO(eH-2-KapOOHOBOH KHCIIOTHL
3-OTtokcu-5-{6-[2-(8-propHadTanuH-2-nun)-3TUIAMUHO |-TUPUMHUANH-4-1JI } -

THO(eH-2-kapOOHOBOH KHCIIOTHL,



10

15

20

25

30

394

3-OT1okcu-5-{6-[2-(5-pTOpXNHOMUH-6-UT)-3TUIAMUHO |-TUPUMU U H-4-111 } -
THO(eH-2-kapOOHOBOH KHCIIOTHL,
2-Iluknobyrokcu-4-{6-[2-(7-meruncynppanun-2,3-nuruapodensof 1,4 | nuoxcun-
0-MJ1)-3TUJIAMHUHO |-TUPUMUANH-4-1 } -O€H30f{HON KUCIIOTHI;
5-{6-[2-(1-AMunOHapTATUH-2-1JT)-3TUIAMHUHO |-MTUPUMUATUH-4-1]1 } -3 -
TOKCUTHOP eH-2-KapOOHOBOH KUCIOTHI,
5-{6-[2-(7-DTop-1-MmeTun-1,2,3,4-TeTparugpOXUHOJUH-0-1J1)-3 TUIAMHHO |-
NUPUMHUAUH-4-1J }-3-TpuTopmMeTnunTuoPeH-2-KkapOOHOBON KUCIOTHI;
4-{6-[2-(3-Uunano-1-¢propHadTamnH-2-u1i)-3TUIAMHUHO |-TUPUMUAUH-4-HI } -2-
3TOKCUOEH30HHON KUCIIOTHI,
3-OTokcu-5-{6-[2-(1-BuHnnHadTaNNH-2-U])-3TUIAMHHO | -TUPUMHANH-4 -1 } -
THO(eH-2-KapOOHOBOH KHCIIOTHL,
2-N300yTun-4-{6-[2-(1-meTunHadTanuH-2-11)-3TUIAMHUHO | -TUPUMUAIUH-4 -1 | -
OeH30HHON KHCIIOTHI,
3-OTokcu-5-{6-[2-(7-metuncynbdpanuin-2,3-guruapodensol 1,4 anokcun-6-min)-
STUJIAMUHO |-TUPUMHUANH-4-U1 } -THO(]EeH-2-KapOOHOBOH KHCIIOTHI,
(4-{6-[2-(6-LlmanobeHn3o[b]TnodeHn-5-umn)-3TUIaMUHO | -TUPUMHUANH-4-HIT } -2~
ATOKCU(DEHWIT)-YKCYCHON KHUCIIOTHI,
(4-{6-[2-(3-LlnanoHaTaNnUH-2-1]1)-3TUIAMHUHO | -TUPUMUUH-4 -1 } -2 -
TOKCU(EHOKCH )-yKCYCHOH KHUCIIOTHI,
5-{6-[2-(5,8-Iup TopXMHONNH-6-UJT)-3TUIAMUHO |-TUPUMHUANH-4-111 } -3 -
3TOKCUTHO( eH-2-KapOOHOBOM KUCIOTHI,
(2-Otokcu-4-{6-[2-(3-uzonponokcuHapTaauH-2-u)-3TUIAMUHO | -TUPUMHUTUH-4 -
W1} -EHOKCH )-YKCYCHOM KHCJIOTBI,
5-{6-[2-(1-XnopHadTanuH-2-1I)-3TUIAMHHO |-MTUPUMUIUH-4-111 } -3 -
3TOKCUTHO( eH-2-KapOOHOBOH KUCIOTHI;
5-[6-(2-beH30THa30-6-UIFTHIAMUHO )-TUPUMHUANH-4-1J1|-3-3TOKCUTHODEH-2-
KapOOHOBOW KUCJIOTHI,
4-{6-[2-(3-LlnanoHadTanuH-2-UJ1)-3THIAMUHO |-TUPUMHUANH-4 -1 } -2 -
3TOKCUOEH30HHON KUCIIOTHI,
3-OTokcu-5-{6-[2-(4-prop-7-merokcu-2-meruindenso[b]runopen-6-un)-
STUJIAMUHO |-TUPUMHUAUH-4-11 | -THO(]EeH-2-KapOOHOBOH KHCIOTHI,
3-OTokcu-5-{6-[2-(8-metun-2,3-nuruapodensof 1,4 ninokcuH-6-11)-3THIAMUHO |-

NUPUMHUANH-4-U1 }-THO(EeH-2-KapOOHOBOM KHCIIOTHI,
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3-OT1okcu-5-{6-[2-(7-GTOpXNHOMUH-6-UT)-3TUIAMUHO |-TUPUMU U H-4-111 } -
THO(eH-2-kapOOHOBOH KHCIIOTHL,
3-OTokcu-5-{6-[2-(6-pTOpU30XUHOIUH-T-H1])-3TUIAMHUHO | -TUPUMUIUH-4-UT1 | -
THO( eH-2-KapOOHOBOI KHCIIOTHI,
(4-{6-[2-(1,3-AudTopHadTannH-2-1i)-3THIAMUHO |-TUPUMUANH-4-11 } -2~
STOKCHU( EHII)-YKCYCHOH KHCIIOTHI,
5-{6-[2-(7-PTOPU3OXHUHOJIHH-6-UJT)-3 THIAMUHO |-TUPUMUAUH-4-1J1 } -3 -
TpudpTopMeTHNTHODEH-2-KapOOHOBON KUCIOTHI,
4-{6-[2-(7-lunano-2,3-quruapoden3of 1,4 | AuoKCHH-6-1I1)-3THIAMHIHO |-
NUPUMHUAUH-4-UJ } -2-0UKI00YTOKCUOEH30HHOM KHCIIOTHI,
5-{6-[2-(2,3-AurnapobeHzodypaH-5-wi)-3TUIAMIHO | -TUPUMUIUH-4-1T } -3 -
3TOKCUTHO( eH-2-KapOOHOBOH KUCIOTHI,
(4-{6-[2-(1-®PTOp-3-MeTOKCHHADTATUH-2-HIT)-3TUIAMHHO |-MTUPUMUAIUH-4 -1 } -2 -
MeTHJICY b aHUI(EHUT )-YKCYCHONW KUCIIOTHI;
{4-[6-(2-ben3o[b]TuodeHn-5-un3THIAMIHO)-MTUPUMUANH-4 -1 -2 -
3TOKCHU(]EHOKCH } -yKCYCHOM KUCIOTHL
(2-9Tokcu-4-{6-[2-(3-meTokcuHaQTATUH-2 -1 )-3TUITAMHUHO | -TUPUMUIUH-4-HJ1 § -
(EeHOKCH )-YKCYCHOM KUCJIOTHI,
2-Jtokcu-4-{6-[2-(4-¢prop-3-MeTokcuHAPTANUH-2-UJT)-3TUIAMHUHO |-
NUPUMUANH-4-11} -OeH30HHON KUCIIOTHI;
5-{6-[2-(1,3-AudTopHadTanun-2-un)-3TUIAMUHO | -TUPUMUAUH-4-1J } -3 -
3TOKCUTHO( eH-2-KapOOHOBOM KUCIOTHI,
3-{3-DToKkcu-5-[6-(2-XUHONUH-O-UISTHIAMHHO )-TUPUMHANH-4-11 |-THOD eH-2 -
un}-[1,2,4]Joxkcanuason-5(4H)-oHa;
3-(3-DTokcu-5-(6-((2-(XMHOMUH-6-UJT )3T )AMUHO )TUPUMUTHH-4 -1 ) THO (D eH-2 -
un)-[1,2,4Jokcanquazon-5-oma;
3-{3-DTokcu-5-[6-(2-HadTanUH-2-HISTUIAMIHO)-TUPUMUIUH-4-11 | -THOD eH-2 -
un}-[1,2,4]okcanuaszon-5(4H)-oHa; u
3-(3-DTokcu-5-(6-((2-(HadpTanuH-2-1)3THI)aMUHO )TUPUMHANH-4 -1 ) THO eH-2 -
un)-[1,2,4Jokcanuazon-5-oma;

WIH ero apmManeBTHYECKHU ITpUeMIIeMasi COJIb.
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9. CoennHeHHe MO NMYHKTY 2, BBIOPAHHOE U3 TPYIIIBL, COCTOSAIEH U3:
5-{6-[2-(7-Xnopben3o[b]ruodpen-5-un)-3TunamuHo |-nupuMuAnH-4-un}-3-
TOKCUTHO]EH-2-KapOOHOBOI KUCIOTHI,
4-{6-[2-(7-Xnopben3zo[b]TuodeHn-5-un)-3TuIaMUHO |-TUPUMUAUH-4-1JT } -2~
METHJICYJIb(aHUIOEH30HHONW KUCIIOTHI,
2-Otokcu-4-{6-[2-(7-¢propbenso[b]Trnoden-5-mn)-3TunaMIHO |-MUpUMUTUH-4 -
U} -0eH30MHON KUCIIOTHI;
3-DTokcu-5-{6-[2-(7-propOenzo[b]TrnodeH-5-mn)-3TunaMuHO |-nupuUMUIUH-4 -
w1} -Tnod eH-2-kapOOHOBOM KUCIOTHI,
4-{6-[2-(7-®Topbenso[b]|TuodeH-5-u)-3TUIAMUHO |-TUPUMHUTUH-4-1]1 } -2 -
MeTHJICYJIb(aHUIOEH30WHON KUCTOTHI,
2-3tokcu-4-{6-[2-(4-¢propbenzo[b]trnoden-5-mn)-3TUNaMIHO |-MUPpUMUIUH-4 -
U} -0€H30WHON KUCIIOTHI;
2-ITuknobyrtokcu-4-{6-[2-(4-pTopbenso[b]ruoden-5-un)-sTunamuuo]-
NUPUMHUAUH-4-UJ } -O€H30HHOW KHCIIOTHI
3-OTokcu-5-{6-[2-(4-pTopOenzo[b]Trnoden-5-mn)-3TunaMuHO |-nupuUMUIUH-4 -
ui }-THod eH-2-KapOOHOBOM KUCIOTHI,
4-{6-[2-(4-®Propbenso[b]|TuodeH-5-ma)-3TUNaMUHO |-TUPUMUIUH-4-11]1 } -2 -
MeTHJICYJIb(aHUIOEH30WHON KUCTOTHI,
(2-9Tokcu-6-prop-4-{6-[2-(6-mMeTokcubeH3o[b]Tuoden-5-un)-sTunamuno]-
NUPUMUANH-4-U1 } -PEeHNI)-yKCYCHOH KUCIOTHI,
(2-9Tokcu-6-prop-4-{6-[2-(4-meTundenszo[b]TuodpeH-5-un)-3TUnaMuHO |-
NUPUMHUAUH-4-1J1 }-DEeHUIT)-YKCYCHOM KUCIIOTHI,
3-DTokcu-5-{6-[2-(7-metundenzo[b]ruoden-6-un)-3TUIaAMUHO |-TUPUMHTHTH-4 -
w1} -THod eH-2-kapOOHOBOM KUCIOTHI,
4-{6-[2-(6-MetokcubeHnso[b]TruodeH-5-mi)-3TUIaMUHO |-TUPpUMUTHH-4 -1 } -2-
nponuIOeH30WHON KUCIOTHI,
4-{6-[2-(4-®P1opbenso[b]|TuodeH-5-u)-3TUNAMUHO |-TUPUMHUIUH-4-1]1 } -2-
nponuiIOeH30WHON KHCIOTHI,
4-{6-[2-(7-Mertokcu-2,3-npurunpodensol 1,4 anokcuH-6-1)-3TUIAMHHO |-
NUPUMHUAUH-4-1J }-2-pONUIOEH30HHON KUCIOTHI,
4-{6-[2-(3-Metokcu-1-mernnHaTaTUH-2-1I1)-3TUIAMUHO | -TUPUMHUAUH-4 -1 § -

2-nponun0eH30HHON KUCIIOTHI,
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(2-Metokcu-4-{6-[2-(6-meTokcudenso[b|ruodpen-5-mn)-3TunamMuHo |-
NUPUMHUAUH-4-UJ }-QEeHNIT)-YKCYCHOM KUCIIOTHI,
(4-{6-[2-(4-DPTopOen3o[b]|TuodeH-5-un)-3TUIaMUHO |-TUPUMUIHTH-4 -1 } -2-
MeTOKCU(EHMI )-YKCYCHON KUCIOTHI,
(2-Metokcu-4-{6-[2-(7-metokcu-2,3-nuruapoden3of 1,4 nuokcuH-6-um)-
STUJIAMHUHO |-TUPUMHANH-4-UJ1 } - €HUJT)-YKCYCHOM KUCJOTHI,
(2-Metokcu-4-{6-[2-(3-meTokcu-1-meTunHapTanH-2-1)-3THIAMHUHO |-
NUPUMHUAUH-4-1J1 }-DEeHUIT)-YKCYCHOM KUCIIOTHI,
(4-{6-[2-(6-MeTtokcubenso[b]tuodpen-5-un)-3TunNaMuHO |-nmupUMUIHH-4- 1] } -2-
nponuieHNI)-yYKCYCHONW KHCIIOTHI,
(4-{6-[2-(4-PTopbenso[b]TuodeHn-5-un)-3TUNaMUHO |-TUPUMUANH-4-HIT } -2~
nponuieHnI)-yKCYCHONW KHCIIOTHI,
(4-{6-[2-(7-MeTtokcu-2,3-nuruapoden3of 1,4 nnokcuH-6-1i)-3THIAMUHO |-
NUPUMHUANH-4-1J }-2-NPONTHIIPEHUI )-YKCYCHON KUCIIOTHI,
(4-{6-[2-(3-MeTtokcu-1-meTnnHadpTaInH-2-1i)-3THIAMUAHO |-TUPUMHUANH-4 - 11 § -
2-nponuingeHn )-yKCyCHOH KUCIIOTHI,
4-{6-[2-(7-®ropbenso[b]|Tuoden-5-mn)-3TUNaMUHO |-TUPUMHUIUH-4-111 } -2-
nponuiIOeH30WHON KHCIOTHI,
3-OTtokcu-5-{6-[2-(7-metundenzo[b]ruodpen-5-un)-3TunamMmuHo | -mUpUMHUIUH-4-
W }-THOQ eH-2-KapOOHOBOM KHCIIOTHI,
(4-{6-[2-(4-DPTopbOenso[b]TuodeHn-5-un)-3TUIaMUHO |-TUPUMUAUH-4 -1 } -2~
IPOMOKCU(EHNIT )-YKCYCHONH KUCIIOTHI;
(4-{6-[2-(3-MeTtokcu-1-meTunHapTaINH-2- U )-3THIAMUAHO |-TUPUMHUIUH-4 - 11 § -
2-nponOKCU(DEHUI )-YKCYCHOH KUCIIOTBI;
2-Otokcu-4-{6-[2-(7-merokcu-5-metun-2,3-nuruapodensof 1,4 nnokcuH-6-ni)-
STUJAMUHO |-MTUPUMUTUH-4-1]1 } -O€H30WHOW KHCJIOTHI,
2-Iluknobyrtokcu-4-{6-[2-(7-meTokcu-5-metuin-2,3-puruapodensol 1,4 nnoxkcuH-
6-1J1)-3TUIIAMHIHO | -TUPUMUINH-4-1] } -O€H30MHON KHUCJIOTHI,
(4-{6-[2-(7-MeTtokcu-5-metun-2,3-nuruapodensof 1,4 nnokcuH-6-umn)-
STUJIAMHUHO |-TUPUMUANH-4-U1 } -2-TTpONUII(PEHNIT)-YKCYCHOM KHCIIOTHI,
(2-9Tokcu-6-prop-4-{6-[2-(7-meTokCcU-5-MeTHI-2,3 -
auruapobensol 1,4] anoKCuH-6-1I1)-3TUIAMUHO |-MTUPUMUANH-4-11 } -PEHMIT )-YKCY CHOM

KUCJIOTHI,
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(2-Otokcu-4-{6-[2-(7-meTokcu-5-metuin-2,3-nuruapodensof 1,4 | nuokcuH-6-mi)-
STUJIAMUHO |-TUPUMUAUH-4-11 } - €HUIT)-YKCYCHON KHUCJIOTHI
4-{6-[2-(7-Metokcu-5-metun-2,3-nurunpooensof 1,4 nnokcun-6-ui)-
STUJIAMUHO |-TUPUMHUANH-4-1J } -2-MeTHICYIb(HaHUTOCH30HHONW KHUCIOTHI,
(4-{6-[2-(7-Otokcu-2,3-guruapodensol 1,4 ] AMOKCUH-6-1JT)-3TUITAMHHO |-
NUPUMHUAUH-4-1J1 }-2-NPONTHI(EHUI )-YKCYCHON KUCIOTHI,
(2-Otokcu-4-{6-[2-(7-3T0KCH-2,3-nurnapodben3o[ 1,4 | auokcuH-6-1n)-
STHJIAMHUHO |-TUPUMHUIUH-4-U1 |} -6-PTOp(PEeHNIT )-YKCYCHOH KHCIIOTHI,
2-Otokcu-4-{6-[2-(7-¢prop-6-meTokcuden3o[b]tnodeH-5-mn)-3TunaMuHo |-
NUPUMHUAUH-4-1J } -O€H30HHOW KHCIIOTHI
4-{6-[2-(7-PTop-6-MeTOoKCcUOEH30[b]THODEH-5-1IT)-3THIAMHUHO |-MTUPUMHUAUH-4 -
Ui} -2-MeTUNCyibhaHuI0eH30WHON KHCIIOTHI,
(2-Otokcu-4-{6-[2-(7-pTop-6-MeToKCHOEH30[b]THOD €H-5-1I1)-3THIaMHUHO | -
NUPUMHUAUH-4-1J }-EeHNIT)-YKCYCHOW KUCIIOTHI,
2-Iluknobyrokcu-4-{6-[2-(7-pTop-6-meTokcudenso[b]ruoden-5-un)-
STUJIAMHHO |-MTUPUMUIUH-4-1]1 } -O€H30WHON KHCJIOTHI,
(4-{6-[2-(5-PTOp-7-MeTOoKCcU-2,3-nuruapodenso[ 1,4 nnokcuH-6-nin)-
STUJIAMHUHO |-TUPUMUAUH-4-U1 | -2-TpONUII(PEHNIT)-YKCYCHOM KHCIIOTHI,
(4-{6-[2-(7-DPTOp-6-MeToKcubOeH30[b]THODEH-5-1T)-3TUNAMUHO | -TUPUMHU AN H-4-
W }-2-n300yTUI( €HHUIT )-YKCYCHOM KHCIIOTHI;
(2-U300yTun-4-{6-[2-(7-metokcu-2,3-nuruapodensof 1,4 nnokcuH-6-min)-
STUJIAMHUHO |-TUPUMHIUH-4-UJ } - €HUJT)-YKCYCHOM KUCJOTHI,
(4-{6-[2-(7-DOtokcu-2,3-guruapodensol 1,4 ] AMOKCUH-6-1JT)-3TUITAMHHO |-
NUPUMHUAUH-4-1J }-2-U300yTUI(DEHNI )-YyKCYCHON KUCIOTHI;
4-{6-[2-(4-®PTopbenso[b]|TuodeH-5-u)-3TUIAMUHO |-TUPUMHUTUH-4-1]1 } -2 -
300y TUIIOEH30HHON KUCIIOTHI,
4-{6-[2-(7-PTop-6-MeTOKCUOEH30[b]THODEH-5-1IT)-3THIAMHUHO |-MTUPUMHUAUH-4 -
Ui} -2-u300yTHIOEH30WHON KUCITOTHI,
4-{6-[2-(7-OTokcu-2,3-qurnnpodensol 1,4 1noKCUH-0-1I1)-3TUIIAMHHO |-
NUPUMHUAUH-4-U1 } -2-n300yTUIOEH30HHON KUCIIOTHI;
2-9tokcu-4-{6-[2-(3-3TOKCHU-1-MeTUIHAPTATNH-2-1IT)-3 THIAMUHO |-TUPUMHUIUH-
4-un}-0eH301HON KUCIIOTHI;
4-{6-[2-(3-OTokcu-1-mMerunHadpTanuH-2-11)-3TUIAMUHO | -TUPUMU U H-4- 1T } -2 -

MeTHJICYJIb(aHUIOEH30WHON KUCITOTHI,
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(2-Otokcu-4-{6-[2-(3-3TOKCH- | -MeTUNHA]TATMH-2-1JT)-3THIAMHIHO | -
NUPUMHUAUH-4-UJ }-QEeHNIT)-YKCYCHOM KUCIIOTHI,
3-(2-OTokcu-4-{6-[2-(4-pTopbenso[b]Tuoden-5-un)-3TunaMuHO |-nUpUMUIUH-4 -
W} -pEHOKCH )-TIPOMTUOHOBOM KHCJIOTBI,
3-(2-DTokcu-4-{6-[2-(3-meTokcu-1-meTunnadraauH-2-u1i)-3THIAMUHO |-
NUPUMHUAUH-4-UJ } -EHOKCH )-TPONMMOHOBON KUCIOTHI,
(4-{6-[2-(7-DOtokcu-2,3-guruapodensol 1,4 ] AMOKCUH-6-1JT)-3TUITAMHHO |-
MUPUMHUAUH-4-1J1 }-2-U30TPONOKCU(DEHUIT)-YKCYCHON KUCITOTHI,
(2-U3onponokcu-4-{6-[2-(7-meTokcu-S-MeTun-2,3-quruapodensol 1,4 ] anoxkcuH-
6-1J1)-3TUIIAMHHO | -MTUPUMUIUH-4-U } - €HIIT)-YKCYCHON KHUCIIOTHI,
(4-{6-[2-(7-Otokcu-2,3-guruapodensol 1,4] AMOKCHUH-6-1IT)-3TUITAMHHO |-
NUPUMHUANH-4-1J }-2-TpUPTOPMETOKCHPEHIIT)-YKCYCHON KHUCIOTHI,
(4-{6-[2-(7-MeTtokcu-5-metun-2,3-nuruapodensof 1,4 nnokcuH-6-umn)-
STUJIAMUHO |-TUPUMHANH-4-UJ } -2-TPpUPTOPMETOKCU] EHIIT)-YKCYCHON KHUCIOTHI,
4-{6-[2-(3-Xnopbenzo[b|tuodeH-5-m)-3THIaMUHO |-TUPUMU T H-4-11]1 } -2 -
MEeTHJICYJIb(aHUIOCH30WHON KUCTOTHI,
4-{6-[2-(3-Xnopbenso[b|tuodeH-5-mn)-3TunaMuHO |-TUPUMU U H-4-11]1 } -2 -
UKJIO0YTOKCUOCH30MHONW KUCIIOTHI
(4-{6-[2-(3-XnopOenso[b]tuodeH-5-1i)-3TUIaMUHO | -TUPUMUTHTH-4 -1 § -2 -
STOKCHU(]EHIIT)-YKCYCHOM KUCTOTHI,
2-Uzonponokcu-4-{6-[2-(7-meTokcu-5-metun-2,3-guruapobdbensol 1,4 auokcuH-
6-1J1)-3TUJIAMHUHO |-TUPUMUIUH-4-UJ } -O€H30MHOM KUCIIOTHI,
5-{6-[2-(7-AudTopmeTokcu-2,3-qurunpodbenso| 1,4 aMoKCuH-0-1I1)-3TUIIAMHUHO | -
NUPUMHUAUH-4-UJ }-3-3TOKCUTHO(EH-2-KapOOHOBOI KUCIOTHI,
(2-Metokcu-4-{6-[2-(7-meTokcu-5-metun-2,3-gurunpodensof 1,4 anokcun-6-
WJT)-3TUJIAMUHO | -TUPUMUTHH-4-U } -(pSHWIT )-YKCYCHON KUCIIOTHI,
2-Otokcu-4-{6-[2-(5-¢pTop-7-meTokcu-2,3-qurunpodenso| 1,4 nuokcuH-6-mi)-
STUJIAMHUHO |-MTUPUMUTUH-4-1]1 } -O€H30WHON KHCJIOTHI,
2-3tokcu-4-{6-[2-(3-3Tokcu-1-propHadranuH-2-mi)-3TUITAMHHO |-TUPUMHU U H-
4-un}-0eH30HON KUCIIOTHI;
3-(4-{6-[2-(4-DPTopben3o[b]ruopen-5-un)-3TunaMuHO |-TUPUMHANH-4 -1 | -2-
METOKCU(EHOKCH )-IIPOTTHOHOBOU KHUCJIOTHI,
2-Orokcu-4-{6-[2-(7-3Turnn-2,3-guruapodensol 1,4 anokcun-6-min)-

STUJIAMHUHO |-TUPUMUIUH-4-11]1 } -O€H30WHON KHCJIOTHI,
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(4-{6-[2-(7-Otunun-2,3-nuruapoden3ol 1,4 nnokcuH-6-1)-3THIAMUHO |-
NUPUMHUAUH-4-UJ }-2-IPONTUII(PEH NI )-YKCYCHOI KUCIIOTHI,
(2-Audropmerokcu-4-{6-[2-(7-meTokcu-5-metun-2,3-
auruapoben3of 1,4] IMOKCHH-6-1T)-3TUIAMUHO |-MUPUMHIUH-4-1J1 } -() €HIIT )-YKCYCHOM
KHMCJIOTBI,
(2-Audropmerokcu-4-{6-[2-(5-pTop-7-meTokcu-2,3-
auruapobenso[ 1,4] AMOKCUH-6-1IT)-3TUIAMUHO |-MTUPUMUAUH-4-11 } - EHIIT )-YKCY CHOM
KHCJIOTHI,
(2-Audropmerokcu-4-{6-[2-(3-meTOKCHU- | -MeTUNHAPTATHH-2-UJT)-3THIAMHUHO |-
NUPUMHUAUH-4-1J }-PEeHUIT)-YKCYCHOW KUCIIOTHI,
(2-Otun-4-{6-[2-(7-metokcu-5-metun-2,3-quruapodbensof 1,4 auokcuH-6-m)-
STUJIAMUHO |-TUPUMHAUH-4-1J } - €HUIT)-YKCYCHOMW KUCJIOTHI,
(2-Otun-4-{6-[2-(3-meTokcu-1-MmeTrnHaPpTATUH-2-UJT)-3TUIIAMUHO |-TUPUMH U H-
4-un}-peHnn)-yKCyCHON KUCIOTHI;
2-Otun-4-{6-[2-(3-merokcu- 1 -meTmnHAQTATUH-2 -1 )-3TUIAMHUHO | -TUPUMHU U H-
4-un}-0eH301MHON KUCIIOTHI;
2-Iluknonponokcu-4-{6-[2-(7-srokcu-2,3-nuruapodensof 1,4 nnoxkcuH-6-nin)-
STUJIAMHUHO |-TUPUMUIUH-4-11]1 } -O€H30WHON KHCJIOTHI,
2-Iluknonponokcu-4-{6-[2-(3-meTokcu-1-MmeTunHadpTanus-2-ui)-3TUIAMUHO |-
NUPUMUANH-4-11} -OeH30HHON KUCIIOTHI;
2-Iuxknonponokcu-4-{6-[2-(7-propdbenzo[b]tuoden-5-un)-3TunamuHo |-
NUPUMHUIAUH-4-UJ | -O€H30HHOW KHCIIOTHI;
(4-{6-[2-(7-Metokcu-2,3-nuruapodensof 1,4 1noKCHH-6-1J1)-3THIAMUHO |-
NUPUMHUAUH-4-1J1 }-2-TpUPTOPMETOKCHPEHIIT)-YKCYCHON KHUCIOTHI,
3-(2-DTokcu-4-{6-[2-(7-propbenzo[b]Truoden-5-mn)-3TunamMuHO |-nupUMUIUH-4 -
un}-penun)-[1,2,4]okcannaszon-5(4H)-oH;
3-(2-DTokcu-4-{6-[2-(7-dpropbenszo[b]Trnoden-5-mn)-3TunaMuHO |-UpUMUIUH-4 -
un}-gennn)-[1,2,4Jokcanuazon-5-om;
{6-[3-OTokcu-4-(1H-rerpazon-5-un)-bpenun|-nupumuaua-4-un }-[2-(7-
¢dTopbenso[b]Tuoden-5-un)-stunl-amus;
4-{6-[2-(7-PTopbenso[b]TuodeH-5-ma)-3TUNaMUHO |-TUPUMHUIUH-4-11]1 } -2-
n300yTOKCHOEH30WHON KUCIIOTHI,
(3-Otokcu-5-{6-[2-(7-propbenso[b]rnodheH-5-un)-3TUIaMIHO |-TUPUMHUITH-4 -

Wi} -THO( €H-2-UJ)-YKCYCHON KUCIIOTHI,
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4-{6-[2-(7-Propbenso[b]|TuodeH-5-ma)-3TUNAMUHO |-TUPUMHUIUH-4-111 } -2-
nponuiabeH3aMuaa;
4-{6-[2-(7-DPTOp-6-MeTOKCUOEH30[b]THODEH-5-1IT)-3THIAMUHO|-MTUPUMHUANH-4 -
Wi} -2-nponuiabeH30HHON KUCIOTHI;
3-DTokcu-5-{6-[2-(7-prop-6-meTokcudbenzo[b]ruoden-5-un)-stunamuno]-
NUPUMHUAUH-4-1J }-TUO(eH-2-KapOOHOBOW KHCIIOTHI,
(4-{6-[2-(7-DPTOp-6-MeToKcHOEeH30[b]THODEH-5-UT)-3TUIAMUHO |-TUPUMH AN H-4 -
W} -2-MeTOKCU(DEHUIT)-YKCYCHOM KHCIIOTHI,
(4-{6-[2-(7-PTOp-6-MeToKcHOEeH30[b]THODEH-5-1T)-3THIAMUHO | -TUPUMH I H-4 -
W1} -2-iponvid) €HIIT )-YKCYCHOM KUCIIOTHI,
2-(4-{6-[2-(7-OTokcu-2,3-gurnnpodenso[ 1,4 nnoKCuH-0-1I1)-3TUIIAMHUHO |-
NUPUMHUAUH-4 -1} -2-NPONTUI(PEHUIT )-TIPOTTHOHOBON KHCJIOTHI,
4-{6-[2-(3-Xnopbenzo[b|tuodeH-5-ui)-3TUIaMUHO |-TUPUMUTUH-4-1]1 } -2-
3TOKCUOEH30HHON KUCIIOTHI;
4-{6-[2-(7-AupTopmeTokcu-2,3-nuruapodensof 1,4 nnokcuH-6-1i)-3THIAMUHO |-
NUPUMHUAUH-4-UI | -2-MeTHICY b aHUI0CH30HHON KUCIIOTHI,
(4-{6-[2-(3-XnopbeHnso[b]TnopeH-5-nn)-3TUIaMUHO |-TUPUMHUAUH-4 -1 } -2~
nponuiapeHn)-yKCyCHONW KUCIIOTHI,
(4-{6-[2-(3-XnopOenso[b]tuodeH-5-1i)-3TUIaMUHO | -TUPUMUTHTH-4 -1 § -2 -
TPUPTOPMETOKCU(DEHIIT)-YKCYCHON KHCIIOTHI;
(4-{6-[2-(3-MeTokcu-1-meTunHapTaNMH-2-11)-3THIAMHHO | -TUPUMUIUH-4 -1 } -
2-TpuPTOPpMETOKCUPEHIIT)-YKCYCHON KHUCIOTHI,
(4-{6-[2-(7-Otunun-2,3-nuruapodens3of 1,4 | nnoKCHUH-6-UJ1)-3THIAMHUHO |-
NUPUMHUAUH-4-1J1 }-2-MEeTOKCU( EHUI)-YKCYCHOW KHCJIOTHI,
(4-{6-[2-(5-Metun-2,3-nuruapodensol 1,4 inoKCcuH-6-1J1)-3TUIAMUHO |-
NUPUMHUAUH-4 -1 }-2-NPONTHIIPEH U )-YKCYCHO KUCIOTHI,
(2-Audropmerokcu-4-{6-[2-(7-3Tokcu-2,3-nuruapodensof 1,4 nnoxkcuH-6-ui)-
STUJIAMUHO |-TUPUMHAUH-4-UJ } - €HUIT)-YKCYCHON KUCJIOTHI,
2-Otun-4-{6-[2-(7-¢propOenzo[b]tuoden-5-uin)-3TUIaMIHO | -MTUPUMUIUH-4 -1 | -
OeH30HHON KHCIIOTHI,
2-Iluknonponokcu-4-{6-[2-(7-metokcu-2,3-qurunpoden3o| 1,4 nuokcuH-6-umn)-
STUJIAMHUHO |-TUPUMUIUH-4-11]1 } -O€H30WHON KHCJIOTHI,
2-Iluxknonponokcu-4-{6-[2-(1-meTunnapranuH-2-nui)-3THIAMUAHO | -TUPUMH AN H-

4-un}-0eH30MHON KUCIIOTHI;
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(3-Audropmerokcu-5-{6-[2-(7-pTopdbenso[b]Tnopen-5-un)-sTunamuno]-
NUPUMHUAUH-4-UJ } -TUO(EH-2-UIT)-YKCYCHOM KHCIIOTHI,
3-(2-OTokcu-4-{6-[2-(1-meTunnadTaauH-2-11)-3TUTAMHUHO | -TUPUMUAUH-4-HJ1 § -
benun)-[1,2,4]okcannazon-5(4H)-Tuona;
3-(2-Otokcu-4-{6-[2-(1-meTunHadTanuH-2-1J1)-3THIAMIHO |-TUPUMUANH-4 -1 } -
benmn)-[1,2,4]okcanunaszon-5-Tuona;
(4-{6-[2-(6-MeTtokcubenso[b]tuodpen-5-un)-3TuIaMuHO |-TUpUMUIHH-4- 1] } -2 -
NPOMOKCH(EHUI )-YKCYCHONU KUCIIOTHI;
2-byrokcu-4-{6-[2-(7-¢pTopOenszo[b]TnodeH-5-mn)-3TunaMuHO |-MUpUMUINH-4 -
W} -0eH30WHOW KUCIIOTHI;
2-Otokcu-4-{6-[2-(5-metun-2,3-guruapodensol 1,4 AnOKCHUH-6-1IT)-3THIAMIHO |-
NUPUMHUAUH-4-1J } -0€H30HHOW KHCIIOTHI
(4-{6-[2-(5-Metun-2,3-npuruapodensol 1,4 anokcuH-6-u1n)-3TUIAMUHO |-
NUPUMHUAUH-4-1J }-2-TpUPTOPMETOKCHPEHIIT)-YKCYCHON KHUCIOTHI,
(4-{6-[2-(7-Otokcu-2,3-guruapodensol 1,4 anokCuH-6-1I1)-3TUITAMHHO |-
NUPUMHUAUH-4-1J }-2-3THII(EHUIT)-YKCYCHON KUCIOTHI,
2-Otun-4-{6-[2-(5-metun-2,3-guruapodensol 1,4] snokcuH-6-1I1)-3TUIAMHUHO |-
NUPUMHUANH-4-1J | -O€H30HHON KHCIOTHI,
4-{6-[2-(7-OTokcu-2,3-quruapodensol 1,4 AMoKCHH-6-1I1)-3THIAMHUHO |-
NUPUMUANH-4-U1 }-2-3TUIOE€H30HHON KHCIOTHI,
2-Iluxknonponokcu-4-{6-[2-(5-metun-2,3-quruapodensof 1,4 nuokcuH-6-mm)-
STUJIAMHUHO |-TUPUMHUIUH-4 -1 } -O€H30HHOM KHCIIOTHI,
(4-{6-[2-(7-Metun-2,3-nuruapodensol 1,4] Aok CuH-6-1J)-3TUIAMUHO |-
NUPUMHUAUH-4 -1 }-2-NPONTHII(EHMI )-YKCYCHON KUCIOTHI,
(4-{6-[2-(3-Lnano- 1 -MeTrmnHa TATUH-2-HIT)-3TUIAMHHO |-THPUMUTUH-4-11 } -2 -
3TOKCU(DEHWIT)-YKCYCHON KUCIOTHI,
(2-Otokcu-4-{6-[2-(7-pTopbenzo[b]tuodheH-5-un)-3TUIaMHUHO |-TUPUMHUTUH-4 -
W1} -(peHIIT)-YKCYCHON KUCIIOTHI,
(2-Otokcu-4-{6-[2-(4-propbenzo[b]tuodheH-5-un)-3TUIaMUHO |-TUPUMHIUH-4 -
W1} -(pEHMIT)-YKCYCHOM KUCIIOTHI;
(2-Otokcu-6-prop-4-{6-[2-(3-meTokcu-1-merunuapTaauH-2-ui)-3TUIAMUHO |-
NUPUMHUAUH-4-1J }-EeHNIT)-YKCYCHOH KUCIIOTHI,
(2-Otokcu-6-prop-4-{6-[2-(4-dpTopbenso[b]tnoden-5-mn)->TunamMuHO |-

NUPUMHUANH-4-UJ }-QEeHNIT)-YKCYCHOW KUCIIOTHI,
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(4-{6-[2-(7-PTopbOen3o[b]TuodeHn-5-nn)-3TUNaMUHO | -TUPUMUANH-4-HIT } -2~
nponuiapeHn)-yKCyCHONW KHCIIOTHI,
(4-{6-[2-(4-DPTopOen3o[b]|TuodeH-5-un)-3TUIaMUHO |-TUPUMUIHTH-4 -1 } -2-
N300y TUII(EHMIT)-YKCY CHOM KUCIIOTHI,
4-{6-[2-(7-PTopbenszo[b]Troden-5-un)-3TunaMuHO |-nUpUMUIUH-4-11 § -2~
1300y TUIIOEH30HHOMN KHUCIIOTHI,
2-N300yTun-4-{6-[2-(7-metokcu-2,3-quruapodensof 1,4 | auokcuH-6-mn)-
STUJIAMHUHO |-TUPUMUTUH-4-1]T } -OEH30WHOW KHCJIOTHI,
3-(2-DTokcu-4-{6-[2-(7-propbenzo[b]TrnodeHn-5-mn)-3TUNaMUHO |-MTUPpUMUTUH-4 -
1 }-(heHOKCH )-TIPONMMHOHOBON KUCJIOTHI,
(4-{6-[2-(4-PTopben3o[b]TuodeHn-5-un)-3TUnaMUHO |-TUPUMUANH-4-HIT } -2 -
U30TIPOMOKCU( EHIT )-YKCYCHON KUCTOTHI,
3-(4-{6-[2-(7-DPTopben3o[b]TnodeHn-5-nun)-3THIaMUHO | -TUPUMHUANH-4 -1 } -2~
MeTOKCU(EHOKCH )-IIPOTTUOHOBOU KHUCIIOTHI
3-Otun-5-{6-[2-(7-¢propbenszo[b]TuodeHn-5-un)-3TUIaMUHO |-MTUPUMUAUH-4-11IT } -
THO(eH-2-KapOOHOBOH KHCIIOTHL
2-3tokcu-4-{6-[2-(7-¢propbenzo[b]Trnoden-5-mn)-3TUNaMIHO |-MUPUMUIUH-4 -
un}-N-(2-ruapokcusTui)-0eH3amMuaa;
(4-{6-[2-(7-DPTopOen3o[b]|tuodeH-5-un)-3TUIaMUHO |-TUPUMUIHH-4 -1 } -2-
METOKCH(]EHHI)-yKCYCHOH KUCIOTHI,
2-{4-[6-(2-ben3o[b]THodeH-5-UNITHIAMUHO )-TUPUMHUIAUH-4-1JT]-2-
nponuieHu } -PONUOHOBON KUCIOTHI;
2-(4-{6-[2-(4-DPTopbenso[b]Tuoden-5-un)-3TuIaMUHO |-TUPUMUAUH-4-1T } -2~
PONUJI(PEHUIT )-TTPOMTHOHOBOMN KUCITOTHI,
3-OTokcu-5-{6-[2-(7-rpupropmerundenso[b]ruoden-5-mn)-3TunamMmuHo |-
NUPUMHUANH-4-1J }-THO(EeH-2-KapOOHOBOW KHCIIOTHI,
3-(4-(6-((2-(7-pTopbenso[b]ruodeH-5-un)3THiI)aMUHO )TUPUMHU AN H-4 -
un)dennn)-[1,2,4]okcaguazon-5(4H)-oHa;
3-(4-{6-[2-(7-DPTopben3o[b]TnodeH-5-nmn)-3THIaMHUHO |-TUPUMHANH-4 -1 } -
dbenun)-[1,2,4]okcanuazon-5-ona,
7-{6-[2-(7-PTopben3o[b]Tuoden-5-un)-sTunaMuno |-nupuMuAuH-4-1 § -1 -
MeTu-3,4-nuruapo- 1 H-xunaszonun-2-oxa;
4-{6-[2-(7-PTopbenszo[b]Trnoden-5-un)-3TunaMuHO |-nupuMuAuH-4-11}-2,6-

auMeTHI(peHoa;
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2-Otuncynsbpanun-4-{6-[2-(7-propbenszo[b]Tuoden-5-un)-sTunamMmuHo]-
NUPUMHUAUH-4-UJ | -O€H30HHOW KHCIIOTHI
2-ITuknobyrokcu-4-{6-[2-(7-pTopbenso[b]ruopen-5-un)-sTunamuno]-
NUPUMUANH-4-U1} -OeH30HHOH KUCIIOTHI;
3-(3-Orokcu-5-{6-[2-(7-propbenzo[b]Tnoden-5-nn)-3TunaMuHO | -NMUpUMUANH-4 -
W1} -THOQ eH-2-1J1)-TIPONMUOHOBON KUCIOTHI;
3-(4-{6-[2-(7-DPTopben3o[b]TuodheH-5-nn)-3THIAMUHO |-TUPUMHUANH-4-1JI } -
benmn)-4-ruapokcUIuKI00yT-3-eH-1,2-110Ha,
(2-Otokcu-4-{6-[2-(7-pTopbenzo[b]TtuodheH-5-un)-3TUIaAMUHO |-TUPUMHUIUH-4 -
U }-(heHUT)-OKCOYKCYCHOM KUCIIOTHI,
CnoxHoro MmetunoBoro s¢upa 2-uukigonponokcu-4-{6-[2-(7-
dbropbenso[b]TruodeH-5-1n)-3THIAMUHO |-TUPUMUIUH-4 -1 } -O€H30WHOW KUCTOTHI;
(2-Xnop-6-3trn-4-{6-[2-(7-propdenso[b]rnodpen-5-mn)-3TunamuHo |-
NUPUMHUAUH-4-1J }-EeHNIT)-YKCYCHOW KUCIIOTHI,
(2-Otun-4-{6-[2-(7-propbenzo[b]TuodheH-5-1ma)-3THIAMIHO |-TUPUMUTHTH-4 -
Ui} -6-MeTUN(EHNI )-YKCYCHON KHCIIOTHI,
(3-Otun-5-{6-[2-(7-propbenzo[b]TuodeH-5-mn)-3THIAMIHO |-TUPUMUTHH-4 -
W} -THO( €H-2-UJ)-YKCYCHON KUCIIOTHI,
5-(2-OTokcu-4-{6-[2-(7-pTopbenso[b]TuodheH-5-nmn)-3TUIaMUHO|-TUPUMUANH-4 -
W } -(heHIIT)-U30KCa30J1-3-0J1a;
5-(2-DTokcu-4-(6-((2-(7-¢propbenso[b]rruodeH-5-1n)3THI)aMUHO )TUPUMUTUH-4 -
un)dennn)uzokcazon-3(2H)-oHa,
5-(4-{6-[2-(7-DPTopbenzo[b]ruodpen-5-un)-3TUIaMUHO |-TUPUMHIANH-4-1JI | -2-
MeTOKCH(]eHI )-U30KCca30i-3-01a;
5-(4-(6-((2-(7-¢propbenzo[b]rrnoden-5-ua)3THiI)aMUHO ) TUPUMUTUH-4-111)-2 -
meTokcudenmn)uzokcazon-3(2H)-ona; u
(5-{6-[2-(7-®PTopben3o[b]TuodeHn-5-un)-3TUnaMUHO |-TUPUMUANH-4-HIT } -3 -
npONUATHODEH-2-1IT)-yKCYCHOH KUCIIOTHI

W ero apMaLeBTHYECKHU NpUeMIIeMasi COJIb.

10. dPapmaneBTHUecKass KOMIIO3ULMS, COJEpiKallas, B KadeCTBE AKTUBHOIO
Hayajla, COeIMHEHHe MO JOOMYy M3 MYHKTOB 2 - 9, unu ero ¢apManeBTUUECKU
NPpUEMIIEMYIO COJIb, M IO MEHbIIEH Mepe OAUH TEPaneBTUYECKU WHEPTHBIN

HaImOJHHUTECIIb.
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11. CoepuHenue mo nOOOMY W3 NMYHKTOB 2 - 9, unu ero ¢apmManeBTHUECKU

npuemiiemMas COJib, AJid IPUMECHCHHUS B KAUCCTBEC JICKAPCTBCHHOI'O CPEACTBA.

12. CoeauHenne mo J0OOMYy M3 NMYyHKTOB 2 - 9, mim ero ¢dapmaneBTHYECKH
npuemjemMasi  COJb, JJsi TPUMEHEHUs] IJs T[peAOTBPAIleHHs WIH  JIEUYESHHUs
3a0oNieBaHui, BBIOPAHHBIX W3 TPYINbl, COCTOSIIEH U3  3JIOKAYECTBEHHOTO
HOBOOOpa3oBaHuUsi; OOJNM;, SHIOMETPUO3a, aAYTOCOMHO-JOMHUHAHTHOW MOJUKUCTO3HOMN
OOJIe3HU TMOYEeK; OCTPHIX HMIIEMHYECKHX CHHIPOMOB Yy OOJIBHBIX C aTePOCKIEPO30M;
IMHCBMOHUHU, H HeﬁpOI{el"eHepaTHBHle 32160J'IeBaHPIfI; UIN JJd NOPpUMEHCHUA I

KOHTPOJISI )KEHCKOH (PepTUIBHOCTH.

13. CoepuHenue mo JrOOOMY W3 NMYHKTOB 2 - 9, unu ero ¢apManeBTHUECKH
npuemsiemMas CoJib, JJIsl TNPUMEHEHHUs [JI MPEAOTBPALICHHUS M  JICYEHUS
3JI0KAa4eCTBEHHOTO HOBOOOpPa30BaHUs, BRIOPAHHOIO M3 MEJIAHOMBI, PaKa JIETKUX, pakKa
MOYEBOrO  My3bIps, KAapLUHUHOM TIOYEK, 3JOKAYECTBEHHBIX HOBOOOpa3oBaHHUH
KEeJyTOYHO-KUIIEUHOTO TpakTa, paka SHAOMETPHUs; paka SUYHUKOB, paka IIeHKH

MaTKHU; U HEHpOoOIacTOMBI.

14. IlpumeneHue coeawHeHUs MO JMOOOMY U3 MNYHKTOB 2 - 9, miM ero
bapMaLeBTHYECKN PUEMIEMON COJIH, JJI NPUTOTOBJICHUS JEKAPCTBEHHOTO CPENCTBA
IJIsl IPeAOTBPALleHUs] WIH JedeHus 3a00IeBaHn i, BBIOPAHHBIX U3 TPYIIbI, COCTOSAMIEH
U3 3J0KAaYeCTBEHHOr0 HOBOOOpa3oBaHus; OOJM; SHAOMETPHO3a; AayTOCOMHO-
HOMHHaHTHOﬁ MMOJUKHUCTO3HON O0JIe3HU MO4Y€K, OCTPhIX MIIECMHUYCCKUX CUHAPOMOB ¥y
OOJIBHBIX C aTEepOCKJIEePO30M; ITHEBMOHUH, W HEHpPOIEereHepaTHBHBIX 3a00JIEBAHUI;

WJIU ISl KOHTPOJISI JKEHCKOU (pepTUIIBHOCTH.

15. CoepuHenue mo JrOOOMY W3 MYHKTOB 2 - 9, unu ero ¢apManeBTHYECKH
npuemsiemMas  COJib, A OPUMEHEHHs  JAJSA  JICUCHHS  3JIOKAaYEeCTBEHHOTO
HOBOOOpA30BaHUs, A€ JeYeHHE YKA3aHHOTO 3J0Ka4YeCTBEHHOI0 HOBOOOpA30BaHMUS
OCYIIECTBJISIFOT NyTE€M MOAYJHPOBAHUA HMMYHHOTO OTBETA, BKJIOYAKIIETO
peakTUBALlMI0O HMMYHHOM CHCTEMbl B ONYXOJH, TJ€ YKa3aHHOE COEIMHEHHE

HeoO0sI3aTeNbHO NPpUMEHSAOT B KOM6I/IHaL[I/II/I C OJHHUM nin HECKOJIbKUMU
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XUMHOTEPANEBTUUECKIMH CPEACTBAMH W/WJIM paguoTepanuedl u/Mium TapreTHOM

Tepamnuen.

16. Cnoco® MoOayiaupoBaHHS HMMMYHHOTO OTBeTa y CyOBeKTa, HMEIOLIEro
OMyXO0Jib, BKJIIOYAKMINNA BBeAeHHEe d3()PEKTUBHOrO KOJIHYECTBA COeNMHEHUST (HOPMYIIbI
(I) mo myukty 1, unau ero gapmaneBTUYECKH MPUEMJIEMOW COJIM, WU COEIUHEHUS
dbopmynsl (IT) mo n0OOMY U3 NMyHKTOB 2 - 9, unu ero gpapMaueBTHYECKU TTPUEMIIEMOU
cosu; rae ykazanHoe 3 (PpeKTUBHOE KOJUUYECTBO PEAKTUBUPYET UMMYHHYIK CHCTEMY B

OINyXOJIM YKa3aHHOTO CyOBeKTa.

17. Cnocol npouIaKTUKU WU JIEYEHHs 3JI0KAaYeCTBEHHOTO HOBOOOPA30BaHUSA,
Oonu; SHAOMETPHO3a; AyTOCOMHO-JOMHUHAHTHON NOJHKUCTO3HON OOJI€3HH MOUeK;
OCTPBIX HIIEMHYECKHUX CHHIPOMOB Y OOJIBHBIX C aTepPOCKIEpPO30M; IMHEBMOHHUHU, H
HeHpoaereHepaTUuBHbIX 3a00JI€BAaHUN, WM JJII KOHTPOJS >XEHCKOW (epTHIIBHOCTH;
BKJIIOYAIOLIUN BBEAEHHE CYOBEKTY, HYXKAAKIEMYyCs B 3TOM, COEAUHEHHUS (HOPMYJIbI

(II) mo mroOomy u3 NyHKTOB 2 - 9, unu ero papManeBTUIECKU TPUEMIEMON COJH.
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