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Hacrosmee n3o0pereHne OTHOCUTCS! K HOBBIM KapOOKCAMHIHBIM COEIMHEHHUSM, K CIIOCO0Y HX MOIYIEHHS
Y TIOJIy4eHHs UX (PU3MOJIOTHYECKH COBMECTHUMBIX COJIEH, a TakKe K MX NPUMEHEHHIO B Ka4eCTBE aHTarOHHCTOB
MCH u X UX IPUMEHEHUIO I TOMY4YeHHUs JEKapCTBEHHOTO CPENCTBA, IPUTOJHOTO Ul MPO(MIAKTUKY W/HIN
JIEYeHUs COCTOSIHMM W/wim 3a0ojeBaHuM, BbI3biBaeMbIX MCH wiu coCTOSAIIMX B WHOW NMPUYUHHOW CBS3U C
MCH. Hacrosiiiee n300peTeHHe OTHOCUTCS Jajiee K MPUMEHEHHIO 10 MEHBIIICH Mepe OJHOTO MpeiaracMoro B
HEM COCAWHCHUA JId BJIIMAHUS HaA IMHMIICBOC ITOBCACHUEC MIJICKOIIMTAIOUICTO, 4 TAKXKC 1JIA CHHXXCHHA BECa TCJia
W/WIH 1S IPEeNyNPEeXICHHs! yBEMYCHHUS Beca Tesla MileKonuTaronero. [lomumo atoro HacTosiee n3o0peTeHue
OTHOCHTCS K KOMIIO3UIIMSM U JIEKaPCTBEHHBIM CPEJICTBAM, COJEPIKAIUM 10 MEHBIIEH Mepe OJJHO IpeJlaraeMoe
B HEM COEJMHEHHE, a TAKXKe K CII0co0y MOIyYeHUs] TAKUX KOMIIO3UIIMI U JIEKAPCTBEHHBIX CPEJICTB.

IIpeanocelaku co3naHus H300peTeHUs!

[Tutanwue, T.e. MpHeM NHUIIK U €€ IepeBapUBaHIe, BCACBIBAHUE U YCBOCHHUE B OPTaHU3ME, IMEET KHU3HEHHO
B)XHOE 3HAYEHME JUIS BCEX XKMBBIX OPTaHM3MOB Ha MPOTSDKEHUH BCeH MX >ku3HH. [oaToMy Kakme-mmbo OoTKIIo-
HEHUsI OT HOPMBI TIPH NIpHEME NUINHU U €€ EPEeBapHBAHNN, BCACBIBAHUM U YCBOCHUH B OPTraHW3ME OOBIYHO IpU-
BOJSIT K BOZHHMKHOBEHHIO Pa3JIMYHOTO POJIa PACCTPONCTB, a TAaKXKe Pa3IN4HbIX 3a0oneBaHui. lI3mMeHeHne obpasa
JKM3HU JIIOJEH M MX MUIIEBBIX NPUBBIUEK, TIaBHBIM 00pa3oM B MHIYCTPHAIBHBIX CTPaHAX, CIOCOOCTBOBANO B
MOCJIE/IHUE JIECATHIIETUS. POCTY KOJIMYECTBA JIIOAEH, CTpaJaloinX oKupeHueM. OKUpeHre y CTpaslatolux UM
JOJIEH HEMOCPEACTBEHHO MPUBOAUT K OTPAHUYEHHIO MX TOJBUKHOCTU U CHIDKEHHUIO "KauecTBa" XKHU3HU. DTH
npoOJIeMbl JIOTIOJIHUTEIBHO YCYT'YOJSIFOTCSL T€M, YTO OXXHPEHHE 4acTo SIBJISETCS NPUYUHON Pa3BUTHSA APYIUX
3a0oseBaHni, HarpuMep auabeTa, TUCIUITNIEMUH, apTepHaIbHON TUIIEPTOHNH, apTEePHOCKIIEpO3a U UILIeMHUYe-
ckux OozesHeit cepana. [lTomrMo 3TOro M3-3a OJTHOM TOJNBKO M30BITOYHON MaccChl Tela BO3pacTaeT Harpys3ka Ha
OTIOPHO-JBUTaTEJILHBII aNlapar, YTO MOKET MPUBECTH K Pa3BUTHIO XPOHUYECKHX MATOJIOTHYECKHUX ITPOLIECCOB
3a00JIeBaHMH, TAKUX KaK apTPUT WIN OCTEOAPTPUT. TeM caMbIM OKHPEHHE TPEICTABISET Ul OOIECTBA CEPhE3-
HYIO YTPOXKaIOIIYIO 30POBBIO JIFOJICH IPoOIeMy.

[onx TepmunrOM "oxupeHue" moapazymMeBaeTcsl H30BITOK )XKUPOBOHM TKaHW B opraHu3Mme. B sToM oTHOmIE-
HHUU OXXMPEHHE NPUHIMIIMAIBHO ClIeLyeT pacCMaTpHBaTh Kak JIOOYIO MOBBILEHHYIO CTEIIEHb OTIIOXKSHHUS JKUpa
B OpPTaHHU3Me, CBA3aHHYIO C PHUCKOM yIpo3bl 340pOBbIO YeroBeKa. [IpoBecTr 4eTKyI0 rpaHUIly MEXay "HOpMallb-
HBIMH" ¥ CTPAIAIOMIMMH 0XKHPEHHEM WHIUBHIYYMaMH B KOHEUHOM HTOTE HE IIPEACTABISIETCS] BO3MOXKHBIM, OJI-
HaKO BIIOJIHE PE30HHO IMPEIIOJIOKHTh, YTO CBSI3aHHBIN C 0)KUPEHHEM PUCK YIPO3bI 3JI0pOBBIO YeJIOBEKa BO3pac-
TacT MPONOPLUHUOHAIBHO YBCIMYCHUIO KOJIUYCCTBA I/l36bITO‘1HO OTKJIAAbIBAIOIIETOCA B €0 OpraHnu3Me Kupa. B
HCIIX YNPOIIEHUSI B KOHTCKCTC HACTOALICTO 1/1306peTeH1/1;1 KaK CTpaAaromue OXUPCHUEM NMPECUMYHICCTBEHHO
paccMaTpHBalOTCs HHIUBHIYYMBI, Y KOTOPBIX HHAEKC (MJIM MOKa3aTellb) MacChl Tella, KOTOPBI PacCUMTHIBACTCS
KaK OTHOIIECHHE M3MEPEHHOH B KWJIOrpaMMax MaccChl Teja K BO3BEJCHHOMY B KBaJpaT pocTy (B MeTpax), Ipe-
BEIIIACT 3HAUCHHUE 25, IPEXe BCero npensinaeT 3HadeHue 30.

3a uckiroueHneM (U3MUECKOM Harpy3KH M Iepexoja Ha cOalaHCHPOBAHHOE, PAllMOHAIBHOE MTUTAaHUE HU-
KakoW MHOM, mo3Bosstroniel 1ooutscst 100%-Horo pesysprata BO3MOXKHOCTH 3((QEKTHBHOTO CHMXXKCHHUSI MAcChI
Telna eueOHBIMY CPEACTBAMU B HACTOSILEE BpeMs He CyliecTByeT. II0CKonbKy, 0IHAKO, 0)KUPEHHE TIPENICTABIIA-
eT co00i MOBBILEHHBIH (aKTOp prCKa BOSHUKHOBEHHUS CEPbE3HBIX U JaXKe YTPOXKAIOIINX KU3HH 3a00JICBaHUH,
CYILECTBEHHO BO3pacTaeT TO 3HAa4e€HHE, KOTOpOe NPHIAETCS IOMCKY (hapMaleBTHYECKHX ACHCTBYIOIIHMX Be-
MIECTB YISl TPOQUIAKTUKH H/WIIK JIe4eHHs okupeHus. [IpeioxkeHHbIl B MocieaHee BpeMs MOJIX0/1 K PELICHUIO
9TOM mnpoOJieMbl OCHOBAaH Ha TepaleBTHYecKoM HpuMmeHeHun aHtaronncroB MCH (cm., B wactHoctn, WO
01/21577, WO 01/82925).

MenaHuHKOHIEHTpHUpYIomuii TopMoH (cokpamienHo MCH ot anrn. "melanin-concentrating hormone")
NPEACTaBIsIET COOO0H IMKIMYECKUH HEWpONenTH, cocTOSAmMN 3 19 aMMHOKHCIIOT. Y MIICKONMHMTAIOIUX TOT
TOPMOH CHHTE3UPYETCsl IPEHMYIIECTBEHHO B THIOTajaMyce, OTKyJa OH 4epe3 MPOEKLUH THUIIOTaTaMHYECKHX
HEWPOHOB JOCTHTaeT Apyrux obyacTeil roloBHOro Mosra. B opraHm3me 4enoBeka OHOJIOTHUYECKAs aKTHBHOCTD
9TOTO TOPMOHA OTIOCPENYETCSI IBYMsI Pa3IMYHBIMH CBSI3aHHBIMH ¢ TIHKonpoTenHoM pernentopamu (GPCR) u3
cemeiicTBa poncTBeHHBIX ponancuny GPCR-penenTopos, T.e. MCH-penienrropamu 1 u 2 (MCH-1R, MCH-2R).

Pesynbrate! uccnenosanuii pynkunn MCH Ha Momenu >KMBOTHBIX MO3BOJISIFOT MOJyYUTH BIIOJIHE JOCTO-
BEPHBIE JIJaHHBIE O TOH PONU, KOTOPYIO 3TOT MENTHU UTPAET B PETYJSLMN SHEPTeTHUECKOTo OaaHca, T.e. B U3Me-
HEHUU MeTaOOJIMYECKON aKTUBHOCTH B OpPTaHW3ME JKMBOTHBIX M MOTpebiaeHnn umu kopma [1, 2]. Tak, Hanpu-
Mep, KPBICHI I10CJI€ MHTPaBEHTPUKYJIsipHOTo BBeneHuss uM MCH HauuHaim norpeOusith Oojibliiee KOJINYECTBO
KOpMa Mo CpaBHCHUIO C KOHTPOJIbHBIMU KNBOTHBIMU. Hapsmy C OTUM TPAHCTCHHBIC KPBIChI, OPraHU3M KOTOPBIX
BeIpabateiBaeT MCH B O0JbIIMX KOJIMYECTBAX 110 CpaBHEHMIO ¢ KonndectBoM MCH, BrIpabaTsiBaeMbIM B Opra-
HHU3ME KOHTPOJIBHBIX XKMBOTHBIX, MIOCIIE MOJIYyYSHHsI O0TraToro >KMpoM KopMma ropaso ObicTpee Habupanu B Bece
10 CPABHEHHUIO C XMBOTHBIMHU C HE M3MEHEHHBIM B 9KCHEPHUMEHTAIBHBIX Hessix ypoBHeM MCH. [Tomumo sToro
yAaJOCh YCTAaHOBHUTH, UTO MEXIY (ha3aMH MOBBIIIEHHONW NOTpeOHOCTH B KopMe u KonmaectBom MPHK MCH B
THITOTAJIAMYCE KPBIC CYIIECTBYET IOJIOKHUTENbHAsA Koppersinus. OqHako 0co00i HHPOPMATHBHOCTHIO KacaTellb-
HO ¢yHkunu MCH o0manaroT maHHBIE SKCIIEpUMEHTOB Ha "HOKayTHHIX" Mo MCH-ropmoHy Meimax. B pesysb-
TaTe yTPaThl 3TOr0 HEHPONENTHAA KUBOTHBIE, MOTPEOIAd 3HAUUTENBHO MEHBIIE KOPMa MO CPAaBHEHHUIO C KOH-
TPOJILHBIMHU )KUBOTHBIMHU, HAUUHAIOT XYyJ€Th, U Y HUX YMEHBIIAETCS )KUPOBasi Macca.

Amnopexruaeckoe aeticterie MCH y TppI3yHOB onocpenyercs cBszaHHbIM ¢ G, MCH-1R-penienrropom [3-
6]. B oTinume oT mpUMAaToB, XOPHKOB-AIBOMHOCOB M COOAK y TPHIZYHOB J0 HACTOSIIET0 BPEMEHU HE YAAJIOCh
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oOHapyxuTh BTOpoil penenrtop. [locie yrparst MCH-1R-penentopa y "HOKayTHBIX" TI0 STOMY TPH3HAKY MBI-
1€l 10 CPaBHEHHUIO C KOHTPOJIBHBIMU >KHUBOTHBIMU YMEHBIIIAETCSI )KUPOBasi Macca, BO3pacTaeT CTEIEHb IpeBpa-
IIEHNUs PHEPTUU B UX OPraHW3ME, M OHHM HE NMPHUOABISIIOT B BECE NPH MOTPEOICHUH OOTraToro >KUpOM KOpMa.
Bnusinue cucrembl MCH/MCH-1R Ha peryisiiuio SHepreTuieckoro 0anaHca NoATBEPKIACTCS TAKXKE Pe3ylibTa-
TaMH SKCIEPUMEHTOB C aHTaroOHHMCTOM yKa3zaHHOro Bblme perentopa (SNAP-7941) [3]. B xoxae miuTenbHBIX
OIILITOB JKUBOTHBIC, KOTOPBIM BBOJUJIM 3TOT aHTAarOHMUCT, 3HAYUTCIIbHO TEPSJIN B BECEC.

Hapsimy co cBoum aHopektuueckuM nerictBueM SNAP-7941, ssustomuiics antaronucrom MCH-1R-
peuenTopa, B 9KCIIEpUMEHTaX Ha KPbICax MO MCCIEIOBAHHMIO MX MTOBEACHUYECKUX PEaKIM JOMOJHUTEIBHO MPO-
SBJISIET TAK)KE aHKCHOJIMTHYECKOE U aHTHIeNpeccuBHOE JieiicTBre [3]. Pe3ynbTaTsl 3TUX 9KCIIEPUMEHTOB, TAKUM
00pa3oM, yOeuTenbHO CBUAETENLCTBYIOT 0 TOM, uTo cucteMa MCH/MCH-1R y4acTByeT He TOJIBKO B peryJs-
IIH 3HEPreTHYECKOro OanaHca, HO M B SMOILMOHAIBHON PeTyJIIsIIn.
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B narenTHOI nMTEpaType ONMMCAHBI ONMPEAEICHHbIE AMUHOBBIE COCIUHEHHUS, KOTOPbIE OBLIN MPEIOKEHBI
JUTS TIpUMCHEHUs B KadecTBe aHTaronnctoB MCH. Tak, B wactHocTH, B 3assBke WO 01/21577 (ua ums Takeda)
OIMCaHbI COEUHEHUS (POPMYIIBI

1 - R1
Ar—X—Ar-Y=N_ .,
R

B KOTOpOil Ar' 0003HaUaeT MUKIMYECKYIO rpymny, X o603HauaeT creiicep, Y 0603HAYAET CBA3b MM CIICH-
cep, Ar 0003Ha4aeT apoMaTHYECKOEe KOJbLIO, KOTOPOE MOXKET OBITh CKOHICHCHPOBAHO C HEApOMAaTHYECKHM
kombiom, R' i R? HezaBHCHMO Apyr OT apyra 0603HauaorT H Himm yriieBogopoanyio rpymy, mpu stom R' u R?
COBMECTHO C COCEIHMM C HUMH N-aTOMOM MOT'yT 06pa30BbIBaTh N-coepsKaiuii reTepormki, a R* BMecte ¢ Ar
MOTYT Takke 06Pa30BbIBATH CIMPOLMKINYECKOE KOMbIO i R coBMecTHO ¢ cocearum N-atoMoM 1 Y MOTyT 00-
pa3oBbIBaTh Takke N-copepKainii TreTepoIrKII, B KauecTBe antaronnctoB MCH, mpUroaHbIX MOMUMO TIPOYETro
JUISL JICUCHHUS O)KUPEHHUS.

[Tomumo storo B 3asiBke WO 01/82925 (na umst Takeda) Takxke orucanbl coequHEHHsT (HOPMYJIbI

1
ArL—X—Ar-Y—N\/R; .
R

B KOTOPOii Ar' 0603HauaeT MuKIHUecKyio rpymiy, X 1Y 0603HaualoT creiicepHble TPyIbl, Ar 0603HaYA-
€T HeoO0sI3aTeNIbHO 3aMEIICHHYI0 KOHACHCHPOBAHHYIO MOIHIUKINYECKYI0 apOMaTHIECKyI0 KOJIBIIEBYIO CHCTEMY,
R' n R? nesaBucnmo JpYT OT Apyra 0603HauaoT H MM yrieBogopoaHyto rpymmy, mpu 37oM R' 1 R? coBMeCTHO
¢ coceHUM ¢ HEMH N-aTOMOM MOTyT 06pa3oBbiBaTh N-coziepiKaliiee reTepolHKINYeckoe Komblio, a R? coBMe-
CTHO C coceIHHM C HUM N-aroMoM ¥ Y MOTyT 00pa3oBBIBaTh N-COAEpIKAIINI TE€TEPOIHKII, B KAYeCTBE aHTaro-
HucToB MCH, IpuroAHeIX MOMUMO MPOYETro IS JICUCHUS OXKUPEHUS.

Jlpyrue amMHHOBBIE coeAMHEHUs, oOianaroline aHTaroHucTHueckoil B oTHomenun MCH akTHBHOCTBIO,
npepiokeHsl B 3assBke WO 02/057233 (na ums Schering Corp.). OnrcaHHbIC B 3TOH 3asiBKE COCAUHEHHS COOT-
BETCTBYIOT 001IeH popmyie
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B KOTOpOii Ar', Ar’, Ar’ 0603HAYAI0T IOMHUMO TPOYETO apUiI MK reTepoapi, X obosnadaer O, S mwm N-
CN, Y o6o3nauaet mpoctyio cBs3b mwin C-C ankunes, a R' u R? umeror yKa3aHHBIE B 3TOW 3asBKE 3HAUCHUS.
PaBHBIM 00pa3oM HaJiMuMeM aHTaroHMcTuueckoro B orHomeHndn MCH pelictBuem o0nanaroT U onucaH-
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Hele B 3asBke WO 02/051809 (ra umst Schering Corp.) munepuaAMHOBBIE TPOU3BOAHEIEC (HOPMYJIBI

X~y ) .
\__N R,
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B KoTopoit W mpezacraBiseT coboil aMHHOKapOOHMIBHYIO TPYIITy WIH KapOOHWIAMHHOTPYIITY ¢ Oojee
NOAPOGHO PACCMOTPEHHBIMHM B YKA3aHHOM 3asBKe 3HauyeHMsAMH, X npexacrasiser coboit -CHR®, -CO-,
-C(=NOR’)- mmu -CR®=, Y npencrasnser co6oit CH, C(OH), C(C,-C,ankoKCUrpyIny) WM B ciIydae ABOHHOM
cBs13M mpescTaBiser coboit C, R mpencTapiser co60M 3aMEIeHHYI0 apHIbHYIO HIIH TeTepOapHIbHYIO TPYIIY,
R npexncrasisier coboit H, Ci-Cgankun wim apui, a OCTalbHBIE OCTaTKA UMEIOT YKa3aHHBIE B ATOH 3asBKE 3HA-
YEHUS.

B 3asiBke WO 02/10146 (Ha umst Smithkline Beecham) npenosxenbl aMuabl KapOOHOBBIX KHCJIOT B Kaue-
CTBE aHTAaroHUCToB yenoBedyeckoro 11CBy-penentopa. OTu coenuHEeHUs SABIAIOTCS MPEACTaBUTEISIMHU CEMENCT-
Ba COCMHEHUH 001Iel CTPYKTypHO# hopMyJibl
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B KoTOpoil A obo3Hauaer H, anmkuin, ankoxcurpymiry, ankenu, amwl, ramored, OH, CN wm CF;, R? 060-
3nauaer H, Mernn umi >tin, R* 0603HauaeT HeOBA3aTENBHO 3aMEIIEHHOE APOMATHUECKOE KapOOLMKIHIECKOe
HJIM TeTepOLMKINYecKoe KoJbllo, Z obosnauaer O, S, NH, CH, umn mpoctyio cBsi3b, R® 0603HauaeT HeoOs3a-
TEJILHO 3aMEIEHHOE apOMaTH4YeCKOe HACBIIIEHHOE WIIM HEHACBIIIEHHOE KapOOIMKIMYECKOEe WIIN TeTePOLUKIN-
geckoe Komblo 1 Q 06o3Hauaer rpymy -X-Y-NR'(R?), B KOTOPOIi COrTaCHO PA3IMYHBIM YACTHBIM CIydasM X
o6o3nauaer O, S wim N, Y 0003Ha4aeT alKWICHOBYIO WM LUKIOAIKHICHOBYIO IPYIILY, KOTOpas MOXET OBITh
TaKoke 3ameimena, a R' 1 R? 0603HauaroT amkmn win permnankui, npu otom R' 1 R%, R' u Y umn R' u X moryr
OBITH TaKXKe, KaK yKa3aHO, COeIMHEHBI MEXy CO00H ¢ 00pa3oBaHNEM KOJIBIIEBON CHCTEMBI.

Hpyrue coemmHeHus ¢ aHTaroHuctHueckumu B oTHomeHun MCH cBoiictBamu mpemnoxeHsl B WO
03/035055, WO 03/033480, WO 02/06245, WO 02/04433, WO 01/87834, WO 01/21169 u JP 2001-226269.

B zasBrke WO 01/23365 (na numst Merck) onrcanbl XWHAa30JIMHOHOBBIE COCMHEHNUS 0011el POpMYJIbI
o R
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B KOTOpO# Z 0003HaYaeT CBsI3b WK (eHuIeH, a B 3asBke WO 01/23364 (na ums Merck) onucanbsl XuHa30-
JIMHOHOBBIEC COCIMHEHUs TOH ke 001iel (opMylibl, B KOTOPO# Z 0003HaYaeT HUKIOreKCHIeH. B o0oux ciryyasx
Y o6Gosnauaer cBs3b win C,-Cankenw, a R* 0603nauaer apwJiI, TUKIOATKII, (DEHUIATKIIT HITH TeTePOLIUKITHYC-
CKYIO CHUCTEMY. DTH COeIUHEHHUs sBisitoTcst mHruouropamu GPIbIX, mpexne Bcero MHruOMTOpamMu 3TOrO pe-
LEeNnTOopa, JIUraHI0M KOToporo siBisiercs pakrop Gon Buiedpannga (VWF).

[Tomumo 3TOTO M3 IUTEPATYpPhl U3BECTHBI APOMATHUECKHE COESANHEHUS], KOTOPbIE MOTYT COAEpKaTh aMH/I-
HBIII MOCTHK M aMMHOTPYIIIY ¥ KOTOpbIE OBLIM HPEIIOKEHBI JUIsl IPUMEHEHUS NPH MHBIX TO0Ka3aHusX. Tak, B
4acTHOCTH, B 3agsBke WO 99/01127 (ra ums Smithkline Beecham Corp.) omucans! coequaeHus o0meit popMyIrst
Ar-A-E, B x0oTOpoii Ar 0003HadaeT HEOOA3aTENBFHO 3aMEIIEHHYI0 apOMAaTHIECKYIO OIHO- WIIH OWIIUKIHYECKYIO
rpymiy, A 0003HauaeT aMHIHBIN WM aMHHOBBIH MOCTHK M E momMmMo mpodero o6o3HadaeT (GeHMIBHYIO TPYI-
Iy, KOTOpas B Iapa-NOJIOKEHUM 3aMELIeHa 4Yepe3 CIEHCEpHYIo Ipylily B 3aMerieHHON aMUHOAIKHUIEHOBOH
TPYIION.

Otu coeanHenus B kayecTBe nurangoB CCRS-penenTopa npeiokeHsl Ul JIE4EeHHs, B YaCTHOCTH, aCTMBI,
aTONMHUYeCKnX 3a00JIeBaHUI U PEBMAaTOUIHOTO apTpUTa.

B 3asBke WO 01/72712 (na umst Cor Therapeutics Inc.) onucanbl H30XHHOJIMHOBBIE COSIUHEHHS CIIEIYIO-
el hopMyIIbL:

X_ _R"

A—(CH,)=—2Z —(CH,);—D

1 N—(CH,}~E—J—G>
R

B KOTOpOW A 0003Ha4YaeT HE0OsM3aTEIBHO 3aMEIICHHYI0 aMUHO- WIIK aMHIUHOTPYIINY, Z 0003Ha4YaeT CBA3b
WM aIKWIBHYIO, IMKIOAIKWIBHYIO, AJIKEHUIBHYIO, aJIKUHWIBHYIO WM apyibHYIO CHEHCEpHYIO IpYIIIy, M ¥ n
0603uauaror 0-3, D 0603HauaeT CBA3b MIM yKa3aHHEIH MOCTHK, X o0o3nauaer NR'? umn CHR'Z, p o603Hauaer
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0-3, E Hapsany ¢ yka3aHHBIMH 3(pUPHBIMH, aMUHOBBIMH, aMUIHBIMH M KapOOKCHIIBHBIMU I'pyNHIaMu 0003Ha4aeT
TaKKe CBs3b, J 0003HAYACT CBSI3b, IMKIOAIKWICHOBYIO, ()EHIIICHOBYIO, HAQTHUICHOBYIO MM I'€TePOapHIbHYIO
rpymmy, G mpeacTaBiIsieT co00i aMUIHbIE, UMHHO- WJIH aMUIUHOTPYIIIIEI ¢ O0Jiee MoAPOOHO YKa3aHHBIMHU B 3TOH
3a8BKE 3HAUECHHUSMH, a OCTAIbHBIE OCTATKH MMEIOT YKa3aHHBIC B 3TOH 3asiBKE 3HAYCHUS. DTU COEAWHEHUs Ipel-
JIOKEHBI JJIsl IPUMEHEHHUS] B Ka4eCTBE MHIMOUTOPOB BhIJEICHHOTO (hakTopa Xa, a Takke HHrHOUTOPOB CBEPTHI-
BaHHWs KPOBU U TEM CaMbIM B Ka4C€CTBE aHTI/lTpOM6OTl/I'-IeCKI/IX )41 Tp0M6OJ'Il/ITI/I'-IeCKI/IX [leﬁCTBleLHHX BCIIICCTB.

B zasBke DE 19718181 Al (na ums Boehringer Ingelheim) onucansl ABy3aMelieHHbIE OUIIUKIINYECKHE Te-
Tepouukisl popmyisl R,-A-Het-Ar-E, B koTopoii R, npencrasnser co6oii ogHy U3 aMuHOTpYyHI ¢ Oojee moa-
PpOOHO yKa3aHHBIMHU B 3TOH 3asiBKE 3HAYCHUSIMH WM XK€ TIPH ONPENEIICHHBIX YCIOBHAX MOXKET TAaKXKe MPEACTaB-
1Tk coboit Tpymmy Ry-SO,-NRs mmu Ry-SO, ¢ ykazaHHBEIME B 3TOM 3asBKe s Ry u Rs 3Hadenusmu, A mpen-
cTaBisieT co0oit permnen-C,-CsankuneHoByro rpymmy, H-C,-CeankmieHoByto rpymny win Cs-CoIIuKI0aIKAICH-
C,-C;ankuneHoByo TPYIITy, KOTOpPbIE MOTYT OBITH 3aMEIIeHBl YKa3aHHBIM B 3TOH 3asBKe oOpa3om, Het mpen-
CTaBJIsIET cO0OI HEO0OA3aTENbHO 3aMEILICHHYI0 OCH3MMHUIA30JbHY0, HHAONIBHYIO, TETParnAPOXHHOINHOHOBYIO
WJIM XMHA30JMHOHOBYIO TPYIINy, Ar HpencTaBiseT co00i HeoOs3aTeNbHO 3aMEIeHHYI0 (PEHUIICHOBYIO, HATH-
JICHOBYIO, THCHWJICHOBYIO, THA30JIMJICHOBYIO, MUPHIMHWICHOBYIO, MUPUMUANHUICHOBYIO, MUPA3HHUICHOBYIO
WM TUPHUIIA3MHUIICHOBYIO Tpymiy, a E npencrasnsier codo unanorpynmy uiu rpymnny Ry\NH-C(=NH), raoe R,
obo3nauaer H, OH, C;-C;anku1 win OTIIEIUIAEMBIN in Vivo OCTaTOK. DTH COCAMHEHUS MPEUIOKEHBI IS MIPH-
MEHEHHS B KQUeCTBE NHTMOUPYIOLIUX TPOMOHH U Y/UIMHSIOLIMX TPOMOMHOBOE BPEMs JISHCTBYIOIINX BEIECTB.

3anaua n3o0pereHus

B ocHoBy Hacrosmiero nzoOpeTeHus! Oblla IOJIOKEHA 3ajjada MPeIUIoKUTh HOBBIE KapOOKCaMUHBIE CO-
€/IMHEHUsI, TIPEXJIe BCEro KapOOKCaMHIHbBIE COEAMHEHNUS, KOTOPhIE 00J1aJal0T akKTHBHOCTBIO B Ka4eCTBE aHTaro-
HuctroB MCH. 3amava HacToAIIero n300peTeHUs COCTOSIIA TAK)KE B TOM, YTOOBI MPEIOKUTh HOBEIE KapOoKca-
MHJIHBIE COCJMHEHNS, KOTOPBIC MO3BOJISUIN ObI BT HA MHUIIEBOE ITOBEJCHNE MIICKOMTAIONINX H ITPEX/IE BCe-
ro obecrieunBany Obl CHIDKCHHE BECa TEIa MIIEKONUTAOIINX W/WIIM TI03BOJISUTH OBl MIPEAyTPEKAaTh YBEINUCHNE
BeCa UX Tela. 3aJada HaCTOSIIET0 H300PETEHNs COCTOsUIA AaJlee B TOM, YTOOBI IIPEIUIOKUTH HOBBIE JIEKAPCTBEH-
HBIE CPEACTBA, NPUTONHbIE U1 MPOQUIAKTUKY W/WIH JICYSHUS COCTOSIHUM W/MiM 3a00JeBaHMH, BBI3BIBACMBIX
MCH wiu cocTosAmmx B HHOW nMpuanHHOM cBsiz ¢ MCH. B 3TOM OTHOIIEHUH 3a7a9a HACTOSIIET0 H300PETeHUS
3aKJII0YaJIach MPEXJIEe BCETO B TOM, YTOOBI MPEAJIOKUTH JIEKAPCTBEHHBIE CPEJCTBA IJISl JICYEHHSI CBS3AaHHBIX C
HapylieHrHeM oOMeHa BEIIECTB PAaCCTPOMCTB, TaKMX KaK OXHUPEHHE /Wi TuadeT, a Takke O0O0YCIOBICHHBIX
OXKUPEHHUEM M J1abeToM 3a00JIeBaHMi U/WIK paccTpoiicTB. Elle o/1Ha 3a/1aua HACTOSIIIETO H300PETCHHUS COCTOSI-
Ja B TOM, Y4TOOBI NPEIIOKUTH IPEIIOUTHTENbHbIE 00JIACTH MPUMEHEHHMS MpeJlaraéMbIX B HEM COEIMHEHH.
PaBHBIM 00pa3oM 3a/1aua HACTOSILETO N300PETEHHUs COCTOsIa B pa3paboTKe criocoba IMoydeHus! pelaraeMbIxX
B HEM KapOOKCaMMIHBIX COSAMHEHWH. J[pyrue, oueBHaHBIC IS CHEIUAINCTa B JAHHOW OOJACTH 3a/1a4d Ha-
CTOSIILIETO M300PETEHMSI HETMIOCPEICTBEHHO BBITEKAIOT M3 MPEIIIECTBYIONIETO W MOCIEAYIOEro ONMCaHNUs Ha-
CTOSIILIETO N300PETEHNS ¥ BAPUAHTOB €0 OCYIICCTBICHHUS.

OO0bekT H300peTeHust
[epBbIM OOBEKTOM HACTOSIIErO U300PETEHUS SIBIISIFOTCS] KapOOKCcaMHIHbIe coeiMHeHust o01eit hopmyisr [

B KOTOpOM Ul, U? 0603HaYaroT CH, raoe oauH u3 U' u U? Mmoxer 0603Ha4ath N; u Vl, Vz, V? 0603HaYar0T
CH, re oauH uiad IBa U3 Vl, V2 u V> Moxer 0603Ha9aTh N; u Rl, R? He3zaBucUMO IpyT OT Apyra 0003HAYAIOT
H, Ci-Cgankun, C;-Cruxnoankmi, Cs-Ciuukmoanku-Ci-Ciankmi, o-ruapokcu-C,-Csankun, -(Ci-Ciankok-
cn)-C,-Csanxmn, C,-Cjankoxcukapooruin-C,-Csankmi, amMmuHo-C,-Chamkmn, C;-Ciankunamuao-C,-Cankut oo
1u(C,-Ciankmm)amuao-C,y-Chankmr, Gernnn mwiu permn(C,-C;ankui), mpu 3TOM B YKa3aHHBIX TPYIIAX U OCTaT-
Kax OJIMH WJIM HECKOJbKO C-aTOMOB MOTYT OBITh OJIHO- MJIM MHOTO3aMelleHbl aroMoM F w/uiu ojun wim iBa C-
aToMa He3aBHUCHMO JIPYT OT Apyra MOryT ObITh ofHO3aMeleHbl atomoM Cl nim aromoM Br, a heHusbHas rpymnmna
MOKeT GbITh OHO- WM MHOTO3aMelleHa ocTaTkoM R'Z 1/uin MoxeT GbITh 0HO3aMelIeHa HUTPOTPYTIIOH, WK

R' i R? 06pasyror Cy-CalKHIeHOBbIH MOCTHK TaKuM 06pazom, uto R'R’N - 0603Hauaer rpyry, BHIOpaH-
HYI0 M3 a3eTU]uHa, MUPPOJUANHA, MUIEPUANHA, a3zenaHa, 2,5-nmuruapo-1H-nuppona, 1,2,3,6-teTparuaponu-
puauna, 2,3,4,7-1H-terparuapo-1H-azenununa, 2,3,6,7-tetparunpo-1H-azennna, nunepasuna, B KOTOPOM CBO-
O0onHass UMUHHAS (QYHKIHS MOXKET OBITh 3aMENICHAa OCTATKOM R, Mop¢omuHa U THOMOP(OIMHA, TIPUA ITOM B
YKa3aHHOM aJIKWICHOBOM MOCTHKE OJIMH HJIM HECKOJBKO aTOMOB BOJOPOJa MOTYT OBITh 3aMEHEHBI Ha OCTATOK
R', a cam 9TOT aIKMIICHOBBI MOCTHK MOXKET ObITh 3aMELIEH OHOI W JIByMSI WACHTUYHBIMU U Pa3INIHBIMH
Kap0o- TN TeTEPOIHKINIECKUMH rpynmmaMu Gy TakuM 00pa3oM, 4TO aIKHIICHOBBIH MOCTHK U Tpymma Cy cBs-
3aHBI MEXAY co00i MPocTOl MO0 TBOIHOI CBSA3BIO, Yepe3 COBMECTHBIN C-aToM ¢ 00pa3oBaHHEM CITUPOIHKITH-
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YECKOW KOJBIIEBOM CHCTEMBI, Yepe3 ABa COBMECTHBIX CMeXHbIX C- n/mnmn N-atoMa ¢ 00pa3oBaHHEM KOHICHCH-
POBaHHOW OHIIMKIMYECKOM KOJIBIIEBOM CHCTEMbI WK Yepe3 Tpu min 6osiee C- u/uimn N-aToMOB ¢ 00pa3oBaHHEM
CHCTEMBI COSIMTHEHHBIX MOCTHKOM KOJIEIL,

R? 0603nauaer H win C,-Cgamku,

X o0003HayaeT AJKUICHOBBIA MOCTHK, BBHIOpaHHBIH W3 MeTWiIeHa, 1,2-3TwieHa, 1,3-mpommiena u 1,4-
6yTHﬂeHa, IIpyu 3TOM OJIUH WJIK JIBa aToOMa yrjiepoJa HE3aBUCUMO OUH OT APYroro Moryt 6])IT]) 3aMCUICHbI T~
pokcuiioM, @-ruapokcu-Ci-Ciankunom, ®-(Ci-Csankoken)-Ci-Ciankunom w/unu C-C;alKoKCHIpyIIOi, oauH
WM ABa aToMa yrjepoJa B KaXKJO0M Ciliydyac MOryT 6I)ITb 3aMCUICHbI 0]1H0[71 W ABYMsS UACHTUYHBIMU WUJIU pa3-
mnaHbIMU C,-C4alKIUIIEHBIMU TPYIIIIAME, B K2XKIIOM CIIydae OIFH MM HECKOJIBKO aTOMOB yIiiepoia MOTYT OBITh
OJTHO- WJT MHOTO3aMeIIeHbI aTOMOM F, B Ka)KIOM ciIy4ae OIWH WU J[BAa aTOMa YTJIepolia He3aBUCUMO JIPYT OT
Jpyra MOTYT OBITh OfHO3amerneHbl aTomMoM Cl miam aroMoM Br w/wWim ajqKuIICHOBBI MOCTHK MOXET OBITH CO-
emunen ¢ R', Bmrouas coemuennsiii ¢ R' i X N-atom, ¢ 06pa3oBaHHeM TeTepOLHKIHYeCKOi IPyIIIIb,

Z BeIOpaH u3 rpynmsl, Bkitovatomnieir -CH,-, -CH,-CH,-, -CH,-CH(CHj)-, -CH,-C(CHj3),-, -CH(CHj3)-CH,-,
-C(CH;),-CHy-,

Y BbIOpaH U3 ABYXBAJCHTHBIX HUKIMYECKHX TPYIII, K KOTOPBIM OTHOCSATCS (PeHWICH U MUPUINHIUICH, TAe
yKa3aHHBIC BBIIIE HUKIMYECKHE TPYIIBI MOTYT OBITH OHO- MJIM MHOTO3aMEIICHBI TI0 OJHOMY WM HECKOJIBKHM
C-atomam octatkoM R*, a B ciydae (PeHWIBHOTO KOJIbIA JOMOJHUTENBHO MOTYT OBITh TAKXKe OJJHO3aMEIICHbBI
HUTPOTPYTIIOi,

A BbIOpaH M3 JBYXBaJICHTHBIX LIMKIMYECKUX IPYIII, K KOTOPbIM OTHOCATC 1,4-¢ennnen, 1,4-nukiorekcu-
neH, l,4-nuknorekcenwieH, 1,4-nunepunuauieH, 1,2,3,6-terparuaponupunvi-1,4-unet, 2,5-nUpuanHUiIeH U
1,4-nuniepa3suHIIICH, T/I¢ YKa3aHHBIC BBINIC MUKIMYECKHE TPYIIBI MOTYT OBITh OJHO- WJIA MHOTO3aMEIIEHBI IO
OJHOMY WJIH HeckonbkiM C-aTomam octatkoM R?, a B cirydae (heHMIBHOTO KOJIbIA JOMOMHUTEIBHO MOTYT OBITh
TaKXKe OJHO3aMEIICHB HUTPOTPYIION, W/HIM MOTYT OBITh OJHO- WJIM MHOTO3aMEIIEHBl 10 OJHOMY WJIH He-
ckonbkum N-aromam ocratkom R? 1, )58)171

A 1 R MOTYT GBITH COGIMHEHBI MEXTy COOOI TAKHM 0OPa30M, 4TO (hparMeHT

A J\A
l

R
B ¢opmyie I npencrasisier coboit pparment cyodopmynsr 11

i
-_

i

II,

"
Q ob6o3Havaer rpymnmy, BeIOpaHHyI0 13 rpynn cyodopmy [la-I1Ig
65,7
-CR'R’- IIla,

-CRS=CR”-  1Ib,

N=CRr®. Iilc,
-N=N- IIId,
-CO-NR’- Ile,
-CR3=N- IIIf,
-Co- Illg, a

Ll,Lz,L3 HE3aBHCHMO JIPYT OT JIpyra UMeIoT oaHo u3 cienyrontnx 3Hauenui: H, F, Cl, Br, CH;, CHF,, CF;,
C,H;, C;H,, CH(CHj3;),, OCH;, OCHF,, OCF;, OC,Hs, OCsH; 1 OCH(CHy),,

B o6o3nauaer C;-Cgankui, C;-Cgankennn, C;-Cgankununi, C;-Crukimoankuia-Ci-Csankui, C;-C,Iukiio
ankeHmn-C-Csankui, C;-Coauxnoankmi-C-Csankennn win Cs-Couuknoankui-C-C;amkuHui, Ipy 3TOM OJIMH
HUJIN HECKOJIBKO C-aTOMOB MOFyT 6])ITI) OOHO- WUJIM MHOI'0O3aMCIIICHbI T'aJIOTCHOM I/I/I/IJ'II/I OJHO3aMCUICHBI FI/I[lpO-
KCH- WJIM MUAHOTPYIIION W/VITH [UKIMYECKUE TPYIITEI MOTYT OBITh OJIHO- FJTH MHOT03aMEIICHBI OCTaTKOM R,

W o003HauaeT mpocTyo cBsi3b, uMUHOTpymTy Wi N-(C-C;alKul) MIMHHOTPYIITY,

k obo3Hauaer 1, mubdo

B 0003Ha4YaeT HUKIOMPONIII, IUKIOOYTHI, IIMKIONICHTHI, [IUKIOMEHTeHII, [IMKJIOTeKCHUII, [IUKIIOTeKCaHO-
HIJI, [IUKJIOTEKCEHMIT, (PEHIII, [UKIOTSNTHII, IMKIOTENTEHII, A3UPUANHII, a3eTUIMHUI, TUPPOIUAUHII, TUP-
POJIMHII, TUPPOJIUII, MUICPUIUHII, TETPArUAPONUPHINHIUI, TUTHAPOIUPHUINHUI, IHPUANHII, a3€HaHuUl, MH-
nepasudwi, 1H-nupa3onun, uMuIa3onuwi, TPHa30iaui, TSTPa3oImi, MOPGOIUHII, THOMOPGOIHHII, WHIOIMII,
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W30MH/I0JIII, XMHOJIMHII, OCH30MMHU1a307111, H30XHHOIMHII, ()ypaHWII W THEHWI, TIPH 3TOM CBSI3b C TPYIIIOH
W nnm npu onpeneneHHbIX YCIOBUSX HEMOCPEICTBEHHO ¢ Ipymmoil A ocymectsisieTcs: yepe3 C-atom kapOo-
[UKJIMYECKOTO (hparMeHTa WM HeoOA3aTeNIbHO CKOHACHCUPOBAHHOIO (PEHUIBHOTO WIIM MUPUAMHOBOTO KOJbLA
100 yepe3 N- win C-aToM reTeporHKINIeCKOro pparMeHTa, uiu

B coBMecTHO ¢ npuCOeTMHEHHOH IBOWHOM CBs3bI0 Irpynnoi W BBIOpaH M3 IPyYIIIbL, BKIIOYAIOIIEH [IUKIIO-
NEHTHINJICHMETWI, TUKJIOTCKCUINACHMETHII U LMKIOTeKCAaHOH-4-MIMCHMETHII, TIPU 3TOM YyKa3aHHbIE BIIIE
LUKJIMYECKHE TPYIIBI MOTYT OBITh OJHO- WJIM MHOT03aMELIEHBI 110 OJJHOMY WJIM HeckoyibkuM C-atoMam ocrart-
koM R*, a B ciIyuae (heHHIBHOI IPYIIIBI JONMONHUTEILHO MOTYT OBITh TAKKe OJHO3AMEIIEHbI HUTPOTPYIINOL,
¥/HJIM MOTYT GBITh OJTHO- MJTH MHOIO3aMelleHbI [0 OHOMY HIIH HeCKOIbKUM N-atoMam octatkoM R,

W o6o3Hauaer npoctyo cBs3b, -CH,- nim -CH=n

k ob6o3nauaer 1,

Cy 0003Ha4aeT OHYy U3 CIETYIONNX KapOo- WITH TeTePOUKITHISCKIX TPYIIIL:

HACBIIEHHYIO 3-7-4JIEHHYI0 KapOOLMKINYECKYIO I'PYIITy, HEHACBHILECHHYIO 5-7-4JIeHHYI0 KapOOLMKINYe-
CKYIO TpymIly, (PEHHIbHYIO IDYIILY, HACBIIIEHHYIO 4-7-4JIEHHYIO JM0O HEHACHILCHHYIO 5-7-4JIEeHHYIO reTepo-
UKJINYECKyo Tpynmy ¢ N-, O- unu S-aToMoM B KadecTBe reTepoaToMa, HaChIIIEHHYO JIN00 HEHACHIIEHHYIO 5-
7-4JICHHYIO TeTepPOLMKINYECKYIO TPYIITy ¢ ABYMsI HiH Oosiee N-aroMamu 00 ¢ OJHUM WM JBYMsI N-aToMamu
u onHuM O- wiu S-aTOMOM B KadecTBe TeTepOoaTOMOB WM apOMAaTHYECKYI0 TeTEPOIUKIMYECKYI0 5- Wiu 6-
YJICHHYIO TPYIITYy C OJHWUM WA HECKOJbKMMHU MJCHTHYHBIMU WM Pa3JIMYHBIMU T€TepOaToOMaMH, BBIOPAHHBIMU
n3 N, O n/unu S, Ipu 3TOM yKa3aHHbIE BBILIE [UKIMYECKHUE TPYIIIBI MOTYT OBITh OJHO- MJIM MHOTO3aMeIlEHbI 110
OJHOMY MM HecKoInbkuM C-aToMam ocTaTkoM R*, a B cllyuae ()eHMIBHOM TPYIIIBI JOTIOTHHTENBHO MOTYT ObITh
TaKKe OJJHO3aMEIIEeHbl HUTPOTPYIION, W/WIIM OJHO- WJIM MHOTO3aMElIeHbl 10 OJHOMY WJIHM HECKOJIBKUM N-
aTromaM ocraTkoMm R* 1,

R® R, R®, R’ HezaBucumMo apyr ot apyra 0603uauaror H, MeTH1, TPH(TOPMETHII, STHII, H30MPOITHI HIIH H-
nporun, a R® 1 R7 MoryT takke 0603Hauats F,

R'"? umeer OJIHO U3 YKa3aHHBIX JJIs R? 3HAYCHHH,

R 06o3nauaer H, C,-Ceanxmn, Cs;-Couxnoankui, Cs-Cruuknoankmi-C,-Csankun, Cy-CoIUKI0anKeHnI,
C4-CyauxnoankeHmn-C-Csankmn-,  @-tugpokcu-Cy-Csankmn,  o-(Ci-Ciankoken)-Cy-Csankun,  amMmuHO-C -
Ceankmi, C;-Csankmnamuao-Ci-Cgankun wm  au(Ci-Csankmn)amuno-Ci-Ceankun, denwmn, denmn(C,-Csankun)-,
nupuanHWI, quokconad-2-wi, C-CiankuinkapOouum, ruapokcukapoormi-Ci-Csankui, C;-C4ankoKCHKapOOHWUII,
Ci-Ciankunkapoonmnamuto-Cy-Csankmn,  Ci-Csankumincynbdormn  wim  Ci-CsankuicyabpoHmiaMuao-C,-
Csankui,

R'* 06o3Hauaer ranored, C;-Cjankun, rugpokcu, C,-Cjankokcurpynny, C;-Csankokcu-C;-Csanakun, ruj-
pokcu-Ci-Csankun, C;-Cjankmnkapoonmi, C,-Cjamkokcukapoorui, C;-Cjamkokcukapoonmi-C-Csankmn, Ci-
Cjankokcukapoonmnamusorpymnmy, Ci-Cjankokcukapoonnitamuno-Ci-Csankmwi, amuHorpyniy, (Ci-Cyamkuin)
amuOTpyITy Wk 1u(C,-C4alkui)aMIHOT PYIIITY,

R* 0603Hauaer ranores, ruapokcurpymmy, nuasorpymniny, Ci-Caankmi, Cs-CoIHKI0ankun, ruapokcu-C -
Crankun, R? -C;-C,alKiil Wil HIMEET OJHO U3 YKa3aHHBIX UL R? 3Hauenuii,

R?! o6oznauaer C;-Csanku, o-raapokcu-C,-Cankwm, dermn, permt-C,-Csamkmn, C,-C;ankunkapOoHm,
kapookcurpymmy, C;-Cjankokcukapoonmn, C;-Csankuncynbponun, denwikapoonmn win  penun-C-
CsankunkapOOHHII,

R% 0603Hauaer nupuauHwi, ¢enun, ¢ennn-Ci-Csankokeurpynmy, Ci-Csankokcurpynmy, C;-Csankui-
tuorpynmy, H-CO-, C;-Csankunkapoonun, Ci-CjankokcukapOonun, amuHokapOonmwi, Ci-Csankuiamu-
HokapOonmwi, au(C;-Czankuin)amunokapoonmn, Ci-Csankwicynabdponmn, Ci-Ciankuicyabunami, Ci-Ciamkui-
cynbhoHmIaMuHOTpyIIny, amuHorpymy, C;-Csankunamunorpynmy, nu(Ci-Csankuin)amutorpynmy, ¢enun-C-
CsanxunamuHorpyniy, N-(C;-Csankwn)dennn-C,-C;ankuiaMUHOTpyYIITY, aleTWIAMHHOTPYIINY, MPOIMHOHMIIA-
MHHOTpyMITY, GeHWIKapOOH, (heHMIKapOOHWIAMUHOTPYIITY, (heHIIKapOOHIWIMETHIaMHHOTpy Iy, (4-MOpdo-
muHUI)Kapoonw, (1-muppommanHuin)kapOonwm, (1-nunepuaunun)kapOonHm, (rexcaruapo-1-azenuHun)kap0oo-
HUI, (4-MeTwiI- 1 -nurepa3uHmT)KapOOHMIT, METHICHIHOKCUTPYIITY WM aMHHOKapOOHMIAMIHOT PYIIITY,

R?®, R* He3aBHCHMO JpYT OT Apyra HMEIOT OJHO M3 YKa3aHHBIX /s R* 3HaueHuil win B ciydae (eHmIb-
HOl IPYHIIBI MOTYT TAKKe 0603HAYATh HATPOIPYIILY, TP STOM MHOTOKPATHO MPHCYTCTBYIOIIME OCTaTKH R*°,
R?” MOTYT HMETh MCHTHUHbIC HIIH PA3TUIHbIE 3HAUYCHHUS, 1

m, N He3aBUCUMO JIPYT OT Apyra pasHsl 0, 1 wmu 2,

IIPY 3TOM B K&KJOW U3 TPYIII U KAKJOM U3 OCTAaTKOB Z, R’ R Rlz, R" R R”, RZO, RZI, R*2 0IMH MM HECKOTb-
k0 C-aTOMOB MOTYT OBITH OJIHO- MJI MHOTO3aMelIeHbl (PTOPOM W/WiM OAMH 1k 1Ba C-aToMa HE3aBUCUMO APYT
OT JIpyra MOTYT OBITh OJHO3aMEIICHBI XJIOPOM I OPOMOM H/WJIHM OIHO WJIA HECKOJBKO ()CHIJIBHBIX KOJICIl He-
3aBUCHMO JAPYT OT Jpyra JOIOJHUTENBFHO COIEpPKAT OJIWH, JIBA WIA TPH 3aMECTHTENsl, BRIOPAHHBIX U3 TPYIIIIH,
Bkirouaronteii F, Cl, Br, I, C-Cjanknin, C,;-Cjankokcurpymiy, AnGTOPMETHI, TPUPTOPMETHI, THIPOKCHTPYIIILY,
amuHorpymy, C;-Csankmnamunorpymy, au(C;-Csankuin)aMHHOTPYIITy, aleTWIAMHHOTPYIIY, aMHHOKapOo-
a1, CN, mudropmerokcurpymmy, Tpudropmerokcurpymmy, aMuHo-C-Csankmn, C,-C;ankmtamuHo-C,-Cian-
k1 1 au(C,-Czankmn)amMuHO-C-C3alkui, W/Wmm MOTYT OBITE OJJHO3aMEIIEHBl HUTPOTPYTIIOH,

a TaKKe MX TayTOMEPHI, MX ANACTEPEOMEPHI, X SHAHTHOMEPHI 1 HX CMECH U X (H3HOJIOTNIECKH COBMEC-
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THMBIE COJIH.

O0BbeKkTOM H300peTeHNUs SBISIOTCS TAKXKE COOTBETCTBYIOIIME, MpEIiaraéMble B HEM COSAMHEHHS B BUE
OTZEJIbHBIX ONTUYECKUX U30MEPOB, CMECEH OTIAEIbHBIX 3HAHTUOMEPOB WIIM paleMaToB, B BUIE TayTOMEPOB, a
TaKKe B BUJIe CBOOOJHBIX COCAMHEHUI MIIM COOTBETCTBYIOIIMX KHUCIOTHO-a/JIMTHBHBIX COJEH ¢ (apMakosory-
YECCKU l'[pI/leMJ'IeMl)IMI/l KHUCJIOTaMU. PaBHbIM O6p3,30M B 06’beM HaCTOsAICTO 1/1306peTeH1/1;1 B COOTBETCTBHUU C 3TUM
cro O6'I)€KTOM BKJIFOYCHBI U npeﬂnaraeMble B 143o6peTeH1/m COCIUHCHHA, BKIIOYas HUX COJIM, B KOTOple OUH
WJIM HECKOJIbKO aTOMOB BOJIOPO/a 3aMELIEHbI Ha IEUTEepUi.

CrnenyromuM 00BEKTOM HACTOSIIETO H300PETEHUS SBISCTCS CITOCO0 MOTydeHHsI KapOOKCAMUIHBIX COCITHU-
HeHuit popmynsr I

B KoTopoii A, B, W, X, Y, Z, Ul, Uz, Vl, VZ, V3, Rl, R2, R3, R26, R27, k, n ¥ m UMEIOT yKa3aHHBIC IS HUX
BBIIIIC 3HAUCHNS, 3AK/IOUAIONIMHCS B TOM, 4TO JUISl CIydas A, KOraa ocTaTok R® He coenuHeH ¢ rpymmoii A,

a) B ciyyae, eciid A TpejCTaBiIsSeT CO00M COSAMHEHHYIO Yepe3 aToM a30Ta ¢ KapOOKCAMHIHOW IPYMITO
a30TCOMEPIKAILYI0 TeTEPOLUKIMUECKYIO IPYIILy, KOTOpasl Hapsily C aTOMOM a30Ta MOXET TaKKe COAEPXKATh €Il
OJIH WM JpyTHE TeTepoaTtoMsl, BeIOpanHble n3 N, O u S, o MeHbpL1el Mepe oauH aMuH (popMyist 1-1

Z
1 A AN
R—-l}l Y N—H I-1,
2
R R?
B KOTOpOU Rl, Rz, R’ , X, Y U Z UMEIOT yKa3aHHbIE BbILIE 3HAYEHUS, M1OJBEPraloT B PACTBOPUTENE WU
CMECH pacTBOpUTEJIEH B NMPHCYTCTBHU II0 MEHBIIEH Mepe OAHOro ocHoBaHus B3ammoneicrsuro ¢ KAT (1,1'-

kapOoHmnan(1,2,4-Tprua3onom)) 1 o MEHbUIEH Mepe OHUM BTOPHYHBIM aMUHOM (opmynsr -2

A-Fw--B 1-2,

B KoTopoil A, B, W u k nMeroT yka3aHHbIE BBIIIE 3HAUEHHS, a TPyIIa A COIEPKHUT B KauecTBE (HyHKIIHO-
HaJIbHOM I'pYyMIIBI BTOPUYHBII aMUH, a
0) B OCTaJILHBIX CIIy4asix MO MEHBILEH Mepe 0JIHY KapOOHOBYIO KHCIOTY (popmyst 1-3

o

HO/U\A—[—W—],(—B 13,

B KoTopoir A, B, W u k nmeroT yka3aHHBIC BBIIIE 3HAYCHHUS, IOJBEPTalOT B PACTBOPHUTEIIE WIIH CMECH pac-
TBOpHTEJIEH B NPUCYTCTBHH 110 MEHbILIE Mepe OAHOro ocHoBaHus B3aumMoseiicTeuio ¢ TBTY (terpadropbopa-
toMm 2-(1H-6en3otpuazon-1-mn)-1,1,3,3-reTpamMeTHiTypOHHSI) ¥ IO MEHBIIIEH Mepe OTHUM aMUHOM (opmyns -1

N
R—n" N “N—H I-1,

LN
l, |,
R R

B KOTOpPOH Rl, Rz, R’ , X, Y 1 Z UMEerOT yKa3aHHbIE BbIIlI€ 3HAYEHUs, U IS ciaydasa b, korma ocratok R’ co-
€IMHEH ¢ TPYIIoH A,

a) B ciydae, ecu rpymmna Q o6osnausaer -CR°R’- (I11a), roe R® i R” uMeror ykasanHbie BBIIIE 3HAYCHHS,
amuH Qopmynsl la. 1

X Z
NG TN
vy NTH Lal,

R

B KOTOpO Rl, RZ, X, Y u Z uMeroT yKa3aHHbIE BbIIIE€ 3HAYEHUs, I0JIBEPraloT B3aUMOJICHCTBUIO C IIPOU3-
BOJHBIM 3(Hpa 0-OpOMMETHIOEH30MHOM KUCIOTHI GopMyibl [a.2
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o
~ w8

Br.
RS

Ia2,
R7
B KOTOpOi1 Ré, R7, W, B u k uMeroT yka3aHHbBIC BBIIIC 3HAYCHUS,

6) B ciyuae, ecii rpymma Q o6osnaudaer -CR°=CR’- (IIIb), rae R® u R’ umeror ykasaHHbie BbIlIe 3HAUE-
HUSI, U30XUHOJIMHOHOBOE MPOU3BOIHOE (hopMytbl [b.2

R7

R w—-8

N

Ib.2,

o]
o 6 7 v
B koTopoit R”, R', W, B u k uMmeroT ykazaHHbIe BBIIIC 3HAYCHUS, TIOABEPTAOT B3aUMOJICHCTBUIO C 3JICK-
TpoGWIBHEIM coeqrHeHreM GopMmysl Ib.3

OYY OMs

NS 1b.3
Z 3

i/o

B KOTOpoH Y M Z MMEIOT yKa3aHHbIE BbIle 3HaueHus1, a OMs npezacTaBisieT co00H IMpHEeMIIEMYIO YXO/s-
IIYIO TPYIILY, IPEANOYTUTEIHLHO ME3WIIAT, C MOTy4YEeHHEM N30XHHOJIMHOBOTO ITPOU3BOAHOTO (hopmysl Ib.4
R?

R w—f-8
oY N
e
o) o)

B KOTOpOH R6, R7, W, B, Y, Z u k uMeIoT yKka3aHHBIC BEIIIE 3HAYCHUS, M 3aTEM TO H30XHHOJIMHOBOE IIPO-
u3BoHoe (hopmyiisl [b.4 10 U3BECTHBIM METO/IAM JIEPUBATH3UPYIOT JI0 COeAUHEHUsT PopMyJbI I,

B) B city4ae, eciu rpymnmna Q ob6o3HadaeT -N=CR®- (Illc), rae R® nmeer yKa3aHHbIE BbIILIE 3HAYCHHUsI, (hTana-
3HHOHOBOE MPON3BOIHOE Popmysl Ic.4

b4,

RS
« w-];B

N y Ic.4,

B KOTOPOH R®, W, B u k umeror YKa3aHHBIEC BBILIE 3HAYEHUS, IIOJBEPra0T B3aUMOJEUCTBUIO C JJIEKTPO-
¢dbunbHBIM coequHeHueM Gopmyisr Ic.5

O\KY\ . _OMs 1.5
(o]

B KOTOpOoH Y M Z UMEIOT yKa3aHHBIE BbIIe 3HaueHHA, a OMS mpencTaBisieT co00i MpUeMIIEMYIO yXOIs-
IIYIO IPYIILY, IPEANOYTUTEILHO ME3UIIAT, C MOTy4eHHeM (pTara3sHOHOBOTO NTPOM3BOAHOTIO GopmyIsl Ic.6
8

R
N w——}k—B
|
OYY\ , N
(I

B koTOpoii R®, W, B, Y, Z ¥ K HMEIOT yKa3aHHbIC BBIIIE 3HAUCHHUS, U 3aTEM IOJyUEHHOE TAKHM IyTeM (ra-
JA3MHOHOBOE TPOoM3BOgHOE (hopMyIsl Ic.6 10 M3BECTHBIM METOIaM ACPUBATU3UPYIOT IO COSAWHEHUS (POPMYIIBI
I, B kotopom Q oGosHauaer -N=CR® - (Ilc),

r) B ciay4ae, eciu rpynna Q o6o3nadaer -N=N- (I11d), o-amuHoGeH3amuIHOE MTpor3BOAHOE hopmyJbl Id. 1

T1 HZN W'—}'k B
H
R™¥—N v N
NoSINL S
X z

Ic.6,

Id.1,

(¢]
B kotopoit R', R%, W, B, X, Y, Z u k UMEIOT yKka3aHHbIC BbIlIE 3HAYCHHS, IPEBPAILAIOT B IIPHCYTCTBHH

MPUEMJIEMOTO HUTPUTA M KUCIIOTHI B coequHeHne Gpopmysl I, B kotopoit Q o6o3Hayaer -N=N-,
1) B ciyuae, ecu rpynma Q o6osuauaer -CO-NR’- (Ille), rae R’ uMeeT ykasaHHbIe BbIIIe 3HAYCHHS, O-

-8-
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aMHHOOEH3aMHUIHOE TIPOU3BOIHOE hopmysl le.1

R9
]
1 HN W—B
v. N
N
XN

RZ—

Z—X

Te.1,

o}

B KOTOpOH Rl, RZ, R9, W, B, X, Y, Z u k uMeroT yka3aHHBIC BBIIIC 3HAUYCHUS, IPCBPAIIAIOT B IPUCYTCTBHH
KJIU (kapGoHMIIHIMEIa300a) B coeaunenne hopmyist I, B kotopoit Q o6o3uagaer -CO-NR’ -,

e) B ciyuae, ecim rpynmna Q obosznauaer -CR*=N- (IIIf), rae R® umeer ykasaHuble Bbllre 3HaueHUS, O-
aMHUHOOEH3aMUTHOE MTPou3BoIHOE (hopmydsl If.1

]! HN w—-8
Rz—l\[l\ AN /H 1L,
X Z
(0]

B KOTOpOH Rl, Rz, W, B, X, Y, Z u k uMeroT yKa3aHHBIE BBIIIE 3HAUECHUS, IOIBEPTAIOT B3aUMOJCHCTBHUIO C
Kkap6oHoBoit kucmoroit R® COOH, rae R® mmeer ykasaHubie BbIle 3HAYECHHS, W/HIH C COOTBETCTBYOIINM aKTH-
BUPOBAHHBIM IPOU3BO/IHBIM KaPOOHOBO KHCIIOTHI C MOJyYEHHUEM XHHA30JIMHOHOBOTO MPOU3BOAHOTO (hOPMYJIbI
I, B koTOpOii Q 0003HAUaeT -CR*=N-,

K) B ciydae, ecyiu rpymna Q o6osnauaer -CO- (I111g), nzo6eHzodypaninoHOBOE MPOU3BOIHOE (OPMYIIBI

w—};s

O, g2,

Ig.2
O

0
B KoTopoit W, B 1 k uMeroT ykazaHHBIE BBIIIE 3HAUCHUS, [TOJIBEPTAIOT B3aMMOJICHCTBHIO ¢ aMUHOM (op-
Mmyibl Ig.1

R1

2
X Z

B koTopoit R', R%, X, Y 1 Z uMeIoT yKa3aHHbIE BbIlIIE 3HAYCHHS, C TOTyYEHHEM COeMHEHNs (opMyIsl I, B
KoTopoit Q obo3nauaer -CO-.

OOBEKTOM HACTOSIIET0 M300pETEHHS SIBIAIOTCS Janee (PU3HOIOTHUECKH COBMECTUMBIE COJIM OTHMCAHHBIX
BBIIIE U HIJKE MIPEJIaracéMbIX B H300pETEHUN KapOOKCAMUIHBIX COCTUHEHHH.

OOBEKTOM HACTOSILETO M300pPETEHHMS SIBISIFOTCS TAK)KE KOMITO3MIIUM, COAEPIKAIUE TI0 MEHbLIEH Mepe Of-
HO IpejsiaraeMoe B M300peTeHHH KapOOKCaMHIHOE COCAWHEHHE W/WIM OAHY NpeliaraeMylo B M300peTeHUH
COJIb ¥ HEO0SI3aTEeNILHO O/THO MITH HECKOJIBKO (DU3MOJIOTUUECKH COBMECTUMBIX BCIIOMOTaTENIbHBIX BELIECTB.

CrnenyrommM 0OBEKTOM HACTOSIIEr0 M300pETEHHMs SBISIOTCS JIEKaPCTBEHHBIE CPEICTBA, COJEPIKAILUE T10
MEHBIIIEH Mepe OJIHO MpeJlaraeMoe B U300peTeHNN KapOOKCaMUIHOE COSIMHEHNE W/WIIA OJJHY NpeJlaracMyo B
M300pETEeHNH COJIb M HE00s13aTeNIbHO OJIMH MIIM HECKOJIBKO MHEPTHBIX HOCUTENEH H/Win pa3daBuTeiei.

PaBHBIM 00pa3oM OOBEKTOM HACTOSIIEro M300pETeHUs SBISETCS NIPUMEHEHHE 10 MEHBILEH Mepe 0JTHOTO
IpeaIaraeMoro B HeM KapOOKCaMHIHOTO COEIMHEHUS W/UIIM OTHOM IpeiaraeMoii B HeM COJIM ISl BIUSIHUSL Ha
MHIIEBOE MOBEACHHE MIICKOITUTAIOIIETO.

OOBEKTOM HACTOSILETO0 M300pEeTEeHHs SBISIETCS, KPOME TOTrO, NPHUMEHEHHE 10 MEHbLIEH Mepe OJHOTO
MpeAIaraeMoro B HeM KapOOKCaMHUIHOTO COCIMHEHUS W/WIIM OJHOMW INpeylaraeMoi B HEM COJHM JUIS CHU)KECHHSA
Beca Tella W/WIK UL MIPeAyPEKACHNS YBEINUCHHUS BEca TeJla MIICKOIIUTAIOIIETO.

OOBEKTOM HACTOSIIIIETO N300PETEHUSI SIBIISIETCS] TAKXKE MPUMEHEHHE [0 MEHbIIEH Mepe OJHOTO Mpesarae-
MOT0 B HEM KapOOKCAMHIHOTO COSAMHEHMS W/WIM ORHOHM HpelylaraéMoi B HEM COJIM JUIS IOJyYeHHUS JIeKapCT-
BEHHOT'O CPE/ICTBA C aHTaroHUCTHYecKoi B oTHoImeHun MCH-perenntopa akTHBHOCTBIO.

[Tomumo 3TOTO €1Ie 0JHUM 00BEKTOM HACTOSILIETO U300pETEHHS SBIISIETCS IPUMEHEHUE 110 MEHbLIeH Mepe
OJTHOTO TIpeJIaraeMoro B HeM KapOOKCAaMHIHOTO COCJMHEHHUS /WM OJHOW IpeijiaraeMoi B HEM COJIM ISl TI0-
Jy4eHHs JISKapCTBEHHOTO CPEJCTBA, IIPUTOAHOTO JUIsl MTPOQHIAKTUKH M/WIM JICYSHHUS] COCTOSIHUI W/uiu 3a0oJ1e-
BaHui, BeI3bIBaeMbIx MCH unu cocrosiux B MHOHM npuuuHHOM cBa3u ¢ MCH.

CrnenyromuM 0OBEKTOM HACTOSIIEr0 HM300pETeHUs SBISETCS NMPUMEHEHHE 110 MEHbLIEH Mepe OJHOTO
MpeAIaraeMoro B HeM KapOOKCaMHIHOTO COSAWHEHUS /WM OMHOW NpesiaraeMoi B HEM COJH JUISl MTOJY4IEHHS
JIEKapCTBEHHOTO CPEJCTBA, IIPUTOIHOTO JUTs MPOGHUIaKTUKY W/WIIH JICYCHHS CBA3aHHBIX C HapylIeHHeM oOMeHa
BEILIECTB PACCTPOIMCTB W/HJIM PacCTPONCTB MpHEMa MUIIH, IIPEKAE BCETO OXKUPEHUs, OyIUMUK, HEPBHOH Oyiu-
MHH, KaXeKCUH, aHOPEKCHH, HEPBHON aHOPEKCUH U runepdaruu.

OOBEKTOM HACTOSIIIETO U300pPETEHNUS SBISETCS Jaliee IPUMEHEHHE 110 MEHBIIEH Mepe OJHOTO Ipejiarae-
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MOTO B HEM KapOOKCAMHUIHOTO COCTMHEHHUS /WM OJHOW MpeiaraéMoi B HEM COJH JJIS MOJTyYeHHs JEeKapCT-
BEHHOTO CPEJICTBA, MPUTOIHOTO sl NPO(UIAKTUKH M/WIH JieueHHs1 00YCIOBICHHBIX OKUPEHHEM 3a00JIeBaHUM
W/UIM HapYUICHHH, TIPeX/ie Bcero auadera, riaBHbIM o0pa3oM nuabera tuna I, muabeTnuecKux OCIOXHEHHH,
BKJIFOYasi AMa0ETHYECKYI0 PETHHOIATUIO, AUA0ETHYECKYI0 HEBPONATHIO, AMAa0eTHYeCKyl0 He(pOomaTHiO, UHCY-
JIMHOPE3UCTEHTHOCTh, ATOJIOTMYECKYI0 TOJIEPAHTHOCTD K TJIIOK03€, KPOBOM3JIHMSHUS B MO3T, CEp/ICYHON HeI0C-
TaTOYHOCTH, CEPJIIEUHO-COCYIUCTHIX 3a00JIeBaHMii, IIPEKAE BCEro0 apTEepUOCKIEepO3a U apTepUalIbHOM THIIEpTO-
HUH, apTPUTA U TOHUTA.

CrnenyromuM 0oOBEKTOM HACTOSIIEr0 HM300pETeHUs SBJISETCS NMPUMEHEHHE 110 MEHbLIEH Mepe OJHOTO
Ipe/aIaraeMoro B HeM KapOOKCaMUIHOTO COSAMHEHUS /UM OJHOW IpesiaraeMoi B HEM COJIHM JUISl MTOJy4YeHHS
JIEKAPCTBEHHOTO CPEICTBA, MPHUIOAHOTO Ul NMPOQHUIAKTUKN W/MJIM JICUCHUS THIIEPIMIHICMUY, TTaHHUKYJIUTA,
OTJIOXKEHHUS KHPA, 3TIOKAYECTBEHHOTO MACTOLNTO3a, CHCTEMHOTO MAaCTOIIMTO3a, SMOIMOHAIBHBIX PACCTPOMCTB,
ap(EeKTUBHBIX PACCTPOHCTB, NENPECCHid, COCTOSHHUN CTpaxa, HapyIIeHHHA CHA, HAPYIICHUH PETpOXyKTUBHOU
(YHKIMH, CEKCYAIbHBIX PACCTPOMCTB, HAPYLICHUH MaMSTH, SIMJICIICHU, PA3IUYHBIX (OPM AEMEHIUH U TOPMO-
HaJIbHBIX PaCCTPOUCTB.

Eme oganM 00BEKTOM HACTOSIIETO M300pPETEHH SBISIETCS IPUMEHEHHE 110 MEHBIIeH Mepe OJHOTO Mpen-
JlaraeMoro B HeM KapOOKCaMHUIHOTO COCIMHEHMs W/ OJHOW TpelyiaraeMoil B HeM COJIM ISl TTOJy4eHHs Jie-
KapCTBEHHOTO CPEJCTBA, MPUTOIHOTO Ul MPOQUIAKTHKUA W/WIN JIeueHHUs HapyLIEHHH MOYEHCIYCKaHHMs, Ha-
MNpUMEP HEACPIKAHUA MOYHU, T'HIICPAKTUBHOCTH MOYEBOTO MY3bIPA, UMIICPATHBHBLIX ITO3BIBOB Ha MOYCHUCITYyCKa-
HUE, HUKTYPHHU U DHYype3a.

OOBEKTOM HACTOAIIEr0 M300pPETEHNUS SIBISIETCS, KPOME TOTO, CIIOCO0 MOJy4YeHHs IIpe/IIaraeMoro B n3oope-
TEHHH JIEKapCTBEHHOTO CPEJCTBA, OTIMYAIOLIUNCS TEM, YTO 110 MEHbIIEH Mepe OAHO MpeslaraeMoe B u3oopere-
HUHM KapOOKCaMHIHOE COSAWHEHHE W/HIIH 10 MEHBIIEH Mepe OMHY MpeaaraeMyio B H300pETCHHUN CONIb HE XH-
MHYECKUM IIyTeM OOBETUHSIOT C OJHUM WIJIM HECKOJBKIMU MHEPTHBIMH HOCHUTEIISIMH /WA Pa30aBUTEIISIMH.

JpyruMm 0OBEKTOM HACTOSIIETO M300pETEHUS SIBISETCS JICKAPCTBEHHOE CPEICTBO, COAEpIKaliee IMepBoe
JICUCTBYIOIIIEEe BEIIECTBO, BEIOPAHHOE M3 MPEAJIaraeéMbiX B M300pETEeHUH KapOOKCAMHIHBIX COSAMHEHUM W/UITN
COOTBETCTBYIOIIIX COJICH, a TakXKe BTOpOE NEHCTBYIOIIEE BEIIECTBO, BHIOPAHHOE W3 TPYIIBI, BKIIOYAIOMICH
JICUCTBYIOIME BELeCcTBa AJIsl JieueHus auabera, NelCTBYONe BeUIeCcTBa IS JIeUeHHsT TUa0eTUUECKIX OCII0XK-
HEHMH, NeHCTBYIOLIME BEIIECTBA AJIS JICUSHUS OKUPEHUs], IPEANOoUYTUTeNbHO oTianuHble 0T MCH-aHTaroHucTos,
HeﬁCTByIOH_[He BCIIECTBA JIs JICHCHUA apTepHaﬂbHOi/lI TUTNICPTOHNU, ﬂeﬁCTBleLHHe BCIIIECTBA JId JICHECHUA T'U-
MEePIUIHICMUH, BKIIOYas apTePHOCKIIEPO3, IEHCTBYIOINE BEIIECTBA /IS JICUEHHs apTpUTa, JeHCTBYIOIIUE Be-
IIECTBA JUIsl JICYCHHUS] COCTOSIHUN CTpaxa M JAEHCTBYIOINIHME BELIECTBA JUIS JICUCHHUS JETIPecCHii, U HeoOs3aTeIbHO
OJIH WJT HECKOJIBKO WHEPTHBIX HOCHUTENEH n/Wiy pa30aBuTeINeH.

IToapo6Hoe onucanue u300peTeHns

Ecmu He yka3aHO MHOE, Bce YIIOMHHAEMbIE B MOCIEIYIOMIEM TPYIIIbI, OCTATKH, 3aMECTHTENNA ¥ HHICKCHI,
npesxze Bcero A, B, W, X, Y, Z, R'-R’, R-R’, R"*-R" R?®, R*, R R* R¥ L' L% L’ n, m u k, umeror oaxo
W3 YKa3aHHBIX JUISl HUX BBIIIC W/ HAXKE 3HAYCHUIA.

B 0HOM U3 IpEeNNOYTUTENBHBIX BAPUAHTOB OCYLIECTBICHUS! HACTOSIIETO0 U300PETEHHs B HEM Ipejyiara-
10TCs coeinHenust hopmyiisl I, B KoTOpoi

R? 0603nauaer H, C;-Cgankmn,

B o6osnauaer C;-Cgankmn, C-Cgankenmn, C;-Ceankunun, C;-Couuknoankmn-C;-Csankun, Cs-
Comuknoankenui-C,-Csankun, Cs-Coruknoankui-C-Csankenun win Cs-Coruknoankui-C-CsankuHu,

Cy o003Ha4aeT oJ{Hy U3 CIEAYIONMX Kap0o- MM TeTePOLMKINYECKUX IPYIII:

HaCBINICHHYIO 3-7-WIEHHYIO KapOOIMKIMYECKYIO TPYIITy, HEHACHILICHHYIO 5-7-4JIeHHYI0 KapOOLMKIINye-
CKYIO rpymiy, (PeHWIbHYIO TPYIIly, HACHIIIEHHYIO 4-7-4JEHHYIO JM00 HEHACHILEHHYIO 5-7-WICHHYIO TeTepo-
MUKITHYECKYI0 Tpymry ¢ N-, O- mim S-aToMOM B Ka4eCTBE TeTepoaToMa, HACHIIIEHHYIO MO0 HEHACKHIIEHAYO 5-
7-4JIeHHYIO TeTEePOIMKINIECKYIO TPYIITy ¢ AByMs win Oonee N-aTomamu OO0 C OZHAM WX ABYMs N-aTroMaMu
u oganM O- Wi S-aTOMOM B KauecTBE T'eTePOATOMOB WIIM apOMATHYECKYIO TE€TEPOUUKIMYECKYI0 5- mwim 6-
YIEHHYIO TPYMITy ¢ OJHUM WM HECKOJIBKUMH HACHTUYHBIMH WM PAa3TUYHBIMU T'€TepOaTOMaMH, BHIOPAaHHBIMH
u3 N, O u/unu S, Ipu TOM yKa3aHHbIE BbILIE [UKIMYECKHAE TPYIIBI MOTYT ObITh OJHO- HJIM MHOTO3aMEIlEHbI 110
oIHOMY MM HecKonbkuM C-aTomam octaTkoM R*, a B ciryuae ()eHMIBHOM TPYIIBI JOMOTHHTENHHO MOTYT ObITh
TaKXX€ OJHO3aMCUICHbI HHT’pOprHHOﬂ, I/I/I/IJ'II/I OAHO- WJIM MHOI'03aMEIICHbI M0 OAHOMY HWJIM HECKOJLKHUM N-
aToOMaMm OCTaTKOM R21,

R* o603nauaer dermt, permn-C,-Csankokeurpymry, C,-Csankokcurpymy, C,-C;aiKuiTHorpyiy, Kap-
ookcurpymy, C;-Csankmwikapoonmi, C;-C;amkokcukapOoHmi, aMuHOKapOoHmi, Ci-CsankmiaMHHOKapOOHWII,
1u(C;-Cankumn)amuaokapoonm,  Ci-Csankuncynsdonmn, C-Csankuncynsduami, —Ci-Ciankumicynb(oHu-
amMuHOTpyMy, amuHOrpymiy, C;-Csankunamunorpynmy, nu(C,-Csankun)amunorpymy, ¢ermi-C,-Csanknna-
muHorpymiry, N-(C,-C;ankmm)perni-C,-C;ankniaMrHOTpyIITy, aleTHIaMHHOTPYIITY, TPOTMOHIIAMAHOTPYII-
my, (eHunkapOoHmWI, (HeHMTKapOOHWIAMUHOTPYIITY, (EHHIKApOOHWIMETHIIAMIHOTPYIITY, THIPOKCHAIKAIA-
MuHoOKapOoHwmI, (4-Mopdommuun)kapoonun, (1-muppoauanaui)kapOoonnn, (1-numepuanHun)kapOoHwmI, (Tekca-
ruapo-1-azenuHmn)kapOoHm, (4-MeTwi-1-mumnepasuHuI)KapOOHIIT, METHIICHANOKCUTPYIITY, aMUHOKapOOHIIa-
MUHOTPYTITY WIHA AIKHJIAMHHOKapOOHMIAMHUHOT PYIIILY,

IIPH 3TOM B KaXJI0¥M U3 IPYII U OCTaTKOB Z, R3, RIZ—RM, Rzo, Rzl, R* ozmH i HecKoIbKO C-aTOMOB MO-

-10 -



012834

ryT OBbITh OJIHO- WJIK MHOTO3aMeIleHbI (TOPOM /K OIuH win aABa C-aToMa HE3aBUCUMO JIPYT OT APYra MOTYT
OBITH 0JTHO3aMENICHBI XJIOPOM U OPOMOM,

UX TayTOMEPBI, UX TUACTEPEOMEPDI, UX IHAHTHOMEPDI, UX CMECH U UX COJIH.

B niepBoii rpymiie coequHEHHH, MpeylaraéMbiX B MPEANIOYTUTEILHOM BapUaHTE OCYILECTBICHHS H300pe-
TeHHs, Tpymna A u ocTaTok R’ coeiHeHbI MexLy co60ii TaKUM 06pasoM, 4To (pparMeHT

11,

rae Q obo3HauaeT rpymiry, BEIOpaHHYIO U3 Tpymi cyodopmy [la-11g
-CRR"- Ila,

-CR°=CR’-  1IDb,

-N=CR®- Ilc,
N=N- 1I1d,
-CO-NR’- Ille,
-CR®=N- 111,
-CO- Iilg.

Cpenu BbIIIEyKa3aHHBIX 3HAYEHUH rpynnsl Q mpeanodTuTesbHble BeIOpaHsl u3 cyodopmyn I1Ib, 111d, Ille,
IIIf u g, mpexxae Beero 111d, [le, IIIf u I11g.

3amecturenu R, R7, R® u R’ B npeanourturensHoM BapuaHTe HE3aBHCHMO APYT OT Apyra obo3Haudaror H
nmn C,-C,ankmi, nmpexxae Bcero H, MeTwt wim 3Tu.

Bamectutenn L', L?, L’ B NpeamnodTHTEIHOM BapHaHTe HE3aBHCHMO JPYT OT APYra HMEIOT OJHO U3 Clie-
AYHOINX 3HAYCHHI: H, F, Cl, Br, CH3, CHFz, CF3, C2H5, C3H7, CH(CH3)2, OCH3, OCHFz, OCF3, OC2H5,
OC3H7 )4 OCH(CH3)2

[peanourutensHO, 4TOOB! OTIIMYHOE OT H 3HaUeHHe, PEKIE BCETO OJJHO U3 YKA3aHHBIX BBIIIE B KAYECTBE
MPEANOYTUTENbHBIX 3HaYE€HUN, UMEIT TOJIBKO OJWH U3 3aMECTUTEIEH Ll, L2, L’. B nau6omee MPEAIOYTUTETEHOM
BapuanTe Bce Tpu 3amectutens L', L?, L o6o3nauaror H.

B npeanoyTuTeIsHOM BapUaHTE OCTATKU R' u R? HesaBHCHMO Ipyr oT apyra obosnavarot H, C;-Ceankun,
Cs-Comuxnoankui, Ci-Coauxmoankmi-C-Ciankmi, o-ruapokcu-Cor-Cianmkun, o-(C-Ciankoken)-C,-Ciankmi,
C,-Cjankokcukapoouui-C-Cyankmi, amuno-Cy-Chankmin, Ci-Ciankumnamuuo-Cy-Cyankmn,  1u(Ci-Ciamkun)
amMuHO-C,-Chamkmn, penmn wim Germn-C -C;alkui, Mpu 3TOM B YKa3aHHBIX BBIINIC IPYIMIAX W OCTaTKaX OJHWH
WA HECKOIbKO C-aTOMOB MOTYT OBITH OJTHO- FJIM MHOTO3aMEIICHBI ()TOPOM H/Wiiu ouH miu aBa C-aToMa Hesa-
BHCHUMO JIPYT OT JPYyra MOTYT OBITh OJHO3aMEIICHEI XJIOPOM HIIK OpOMOM, a8 ()EHWIBHBIA OCTATOK MOXKET OBITh
OJTHO- MJTM MHOTO3aMeIleH ocTaTkoM R'Z u/Wiiu 01HO3aMeleH HUTPOrpyIIoii.

B 0c060 mpeanouTHTENbHOM BapuanTe ocTaTkn R' m R* HesaBmcumo apyr oT mpyra o6osmauaior C-
Chankmn, C;-Couxnoankmn, C;-Corurmoankmi-Ci-Csankmn, o-ruapokcu-Co-Ciankmr, o-(Ci-Csankokcn)-Cs,-
Csankmn wmn C-CiankokcukapOooHmn-C -C;allkui, Ipy STOM OAWH U3 OCTAaTKOB R! u R? moskeT Tarxke 0603Ha-
yath H.

B npyrom npeanodrurenbHOM BapuaHTE R'u R? 00pazyroT C,-CgalKHICHOBBIH MOCTHK TaKHM 00pa3oM,
4TO RleN-o6pa3yeT TpymIly, BEIOPAHHYIO M3 a3eTUAWHA, IUPPOJTUANHA, MUMIEPUINHA, a3enana, 2,5-Iuruapo-
1H-nuppomna, 1,2,3,6-terparunponupununa, 2,3,4,7-rerparuapo-1H-azenununa, 2,3,6,7-terparunpo-1H-azenu-
Ha, TUIEPa3KHa, IIe CBOOOIHAS UMHHOBAS (DYHKIIMS MOXKET OBITh 3aMEIeHa OCTATKOM RB, MOp(OJIUHA U THO-
MOp(OITHHA, TIPH 9TOM COTIACHO 00LIeMy ompeaenennio octatkoB R' u R? oxun min Heckonbko H-aToMOB Mo-
ryT ObITh 3aMeHeHb Ha R' n/uim yKkasaHHBI anKHIeHOBBI MOCTHK MOXKET ObITh 3aMEIEH YKa3aHHBIM COTIac-
HO 06IIIeMy OmpeeNeHnio ocTaTkoB R' 1 R? 06pa3oM 01HO# 1160 JBYMS HACHTHUHBIMU HIIH Pa3IHHBIME Kap-
00- wiu rereporuKiImIeckumMu rpynmnamu Cy.

B 0co60 mpeanouTuTeIbHOM BapHaHTe (parMeHT

MIPEICTABISET COOOU TPYIITY OTHOU M3 CIEAYIOINX CyOhopMy:
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IJIe OIMH WM Heckonmbko H-aToMoB o6pasoBanHoro rpymmoit R'R*N-reTeporikiia MOryT GbiTh 3aMEHEHbI
ua R' u coenuuennoe ¢ o6pasosanHbM rpy1moii R'R*N-reTepoIikiIoM KOJIbIo MOKET OBITh OJHO- HIIH MHOIO-
3aMEIIEHO 10 OJHOMY WM HeckonbkuM C-aromam octatkoM R™) a B ciiydae (peHHIBHOTO KONbBIA TOMOJHH-
TEIBHO MOXKET OBITH TaK)Ke OJJHO3aMEIEHO HUTPOTPYTIIIOH.

Hawubornee npeanoyYTuTesIbHbl OMMCAHHBIE BBILIE TPYIIITbI R'R’N-, B kotopsix R' n R? Bmecte ¢ N-atoMom
TpyIIIbI R'R’N- 00pa3yIoT THPPOIMANHOBOE, IUIIEPUANHOBOE Wi 2,5-nuruapo- | H-muppossHoe KobIo, KOTo-
poOe MOKET OBbITh 3aMEIlEHO YKa3aHHBIM BbIIIE 00pa3oM.

K npennoyTutensHbIM 3HAYEHUSM TPYIIIBI R' orHOCSTCS C,-Cqanxun, ruapokcurpymmna, C;-Cjankokcu-
rpymma, C;-Cjankokcu-C;-Csankun, ruapokcu-Ci-Csankui, C;-Ciankunkapoonmi, Ci-Cjankokcukapoonmi, Ci-
CiankokcukapOooHmwi-C-Csankmn, C;-Cjankokcukapoonmiamuaorpymma, C;-CjamkokcukapooHmmaMuao-C -
Csanxun, amuHorpymna, (C,-Cyankmn)amunorpynna, 1u(C;-C4aiaKkui)aMHHOTpyTITa.

[IpeanoururensHas cpeAu yKa3aHHBIX BbIlIe, 3aMelleHHas rpynmnoil Cy nunepuauHoBas rpymmna UMeeT

CTPYKTYpPY
Cy—j%<:::>N-X——§,

HO

rae Cy mpeanodruTensHo 0003HadaeT ()eHMI, KOTOPBIH MOXKET OBITh 3aMellleH YKa3aHHBIM BBIIIE 00pa3oM.

[pennoururensHo X 0003HAYAaET HEPA3BETBICHHBI MOCTHK, BRIOPAHHBIA W3 METWICHa, 1,2-3THinena, 1,3-
MIPONIJICHA, TIPH 3TOM ANKHJICHOBBI MOCTHK MOXKET OBITh YKa3aHHBIM BEIIIE 00Pa30M COCIMHEH C R'.

Haubonee npeamouturespHo X 0003HAYaeT ajJKHICHOBBIM MOCTHK, BBIOpAaHHBIA W3 MeTHiIeHa, 1,2-
STHIICHA, TAe OAWH Wwin 1Ba C-aToMa HE3aBUCHMO JAPYT OT OPyTa MOTYT OBITh 3aMEIICHBI THAPOKCUTPYIIIION, M-
runpokcu-C -Csamkmnom, o-(C-Ciankoken)-Ci-Csankmnmom w/mmu Ci-C;aJKOKCHTPYTIION WMWK KaKIBIH U3
HUX MOET OBITh 3aMeIIeH OHOM WM IBYMsI HACHTUYHBIMHA WK pa3snudHbIMH Ci-C,alKMIBHBIMU TPYIIIAMH,
MPU 3TOM B KQKJIOM CIIy4dae OJMH WM HeCKOJIbKO C-aTOMOB MOTYT OBITh OJTHO- WJIM MHOTO3aMelleHbl (hTopoM
W/UIHM B KQXKIOM cliydae oJuH wiH JBa C-aroMa HE3aBHCHMO JPYT OT JIpyra MOTYT ObITh OJHO3aMEIIeHbI XJIO-
POM MK OPOMOM.

Ecmu B rpynmne X oauu win aBa C-atoma 3amerneHbl THIPOKCH- u/mwin Ci-C;alKOKCUTPYIIOH, TO 3aMe-
HJ,eHH]:-Iﬁ C-aTOM Hpe[lHO‘lTl/ITe.HI)HO HC HaXOJHUTCA B IIOJIOKCHUU, HeHOCpe}ICTBeHHO CMECXKHOM C aMHHOI’pyHHOﬁ,
npexe Bcero rpymmoii -NR'R” mm -NR*-.

B npeanournTensHOM BapuaHTe 3HaU€HHE Z BBIOpaHO M3 Ipynibl, BKirovyaromen -CH,-, -CH,-CH,-, -CH,-
CH(CH3)-, -CHz-C(CHg,)z-, -CH(CH3)-CH2-, -C(CH3)2-CH2-, MPEKAC BCEIo -CHQ-CHQ- u -CH(CH3)-CH2-.

Ocratok R* B MPEIIOYTUTEIFHOM BapHaHTe BHIOpAH M3 TPYIIIBI, BKIFOYAIOMICH METHI, STHI, H-TIPOIIILI,
n3onponwi. B Hambonee MpeamovTHTETFHOM BapHaHTE OCTATOK R? o6osnauaer H, metni wim sTai, Tpexse
Bcero H mmm metwmit.

[IpeanoYTuTeIbHBIMA 3HAYCHUSIMH TPYIIIHI R* sBnsirores rasorew, THUIPOKCUTpyIa, IraHorpynma, Ci-
Cianxun, C;-Couukmoankui U ruapokcu-C-Csankui. Hanboee npeanoYTuTearHo R?* 06o3nauaer F, Cl, Br, I,
OH, umanorpymnmy, MeTw1, AUGTOPMETIII, TPUPTOPMETHII, ITUI, H-IIPOMMI, W3OMPOIHI, METOKCUIPYIIILY, JU-
(TOpMETOKCHTPYIIITY, TPUPTOPMETOKCUTPYIIITY, STOKCUTPYIILY, H-IIPOIOKCUTPYIITY MK W30IPOIIOKCUIPYIIILY.
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I'pynma Y npeamouTuTessHO BBIOpaHa U3 TPYMIBl ABYXBAJICHTHBIX UKINYECKUX IPYII, K KOTOPBIM OTHO-
csiTest (DeHWIIEH U MMPUIAMHUICH, IPU 3TOM YKa3aHHBIC BBIIIE [IUKIMYECKHE TPYIIBI MOTYT OBITH COEIMHEHBI 10
OIHOMY WK HeckoibkuM C-aTomam octatkoM R*, a B ciryuae )eHHIIBHO# TPYIIITBI JOMOTHHTETBHO MOTYT ObITh
TaKKe OAHO3AMEILCHBI HUTPOTPYIIIOH.

[IpeanoyrnTenbHble 3HaYE€HUs TPYMIBI A BBIOPaHBI U3 TPYMIBI JBYXBAJICHTHBIX LUKIMYECKUX TPYIHI, K
KOTOPBIM OTHOCATCS 1,4-penuneH, 1,4-nukiorekcuicH, 1,4-1uKiorekceHmwicH, 1,4-nunepuauauicH, 1,2,3,6-
TeTparuaponupuIut-1,4-unex, 2,5-nupuauHwIeH U |,4-nunepasuHuiieH, I7e yKa3aHHbIE BBIIIE IUKIWYECKHUE
IPYIIEl MOTYT OBITh OJHO- HIIM MHOTO3aMEIIEHb! [0 OJHOMY MM HeckonbkuM C-atromam octatkom R™, a B
ciryyae ()eHWIBHOTO KOJIbLAa JOHOJHUTEIBHO MOTYT OBITh TaKXKe OJHO3aMEIIEHbl HUTPOTPYIIIOH, W/HUIH MOTYT
GBITH OJHO- M MHOTO3aMeIlIEHbI [0 OIHOMY HJIM HECKOIbKMM N-atomam octatkom R*'.

K yka3aHHBIM BbIIIE B KAYECTBE 3HAYCHUH A Y W/HUIM A BYyXBaJCHTHBIM LUKINYECKUM IPYIIIaM B Ka-
JIOM CITydae OTHOCSITCS M MX 3€pPKaJIbHO-CUMMETPHYHBIE ()OPMBI, @ IMEHHO ()OPMBI, B KOTOPBIX CBSI3H C COCElI-
HUMH TPYIIIaMH, T.€. B cIydae Tpynmsl Y ee CBs3u ¢ X U Z, a Takke B cirydae rpynmsl A ee cessu ¢ CO u W,
MEHSI0TCA MecTaMu. Tak, Harpumep, 1oy, 1,4-1HKI0reKCeHUICHOM TI0APa3yMEBacTCs U IpyIa

. ,
. i
) [

U rpymnma

[Ton yxasaHHBIMH BbIIIE B KayecTBE 3HaueHWH M Y M A JABYXBAJICHTHBIMHM IHKIMYECKUMH TPYHIAMH
MOIPa3yMEBAIOTCs TAKXKE BCE MX BO3MOXKHBIE M30Mephl. Hike yka3zaHHBIE B NpEbLIyIIEM OIMCAHUH Kak Ipej-
MIOYTHTENBHBIC 3HAYEHUS] pACCMOTPEHBI O0Jiee TOAPOOHO.

B npennoururensHOM BapuaHTe Tpymilsl A W/uian B sBISIIOTCS HE3aMEUIEHHBIMH HIIM OJHO- MO0 IBY3a-
MeIeHk! ocTaTkoM R*, Haubosee peInouTHTENBHO ABIAIOTCS He3aMENIEHHBIMU HITH OJHO3aMEIIEHBI OCTATKOM
R

B npennodruTenbHOM BapHaHTE 3HAUCHHE TPYMIBI B cornacHo mepBoMy BapuaHTy OCYLIECTBIICHHS H30-
Opetenus BeiOpano u3 rpymmsl, Bimtovaromeil Ci-Cqankmi, Ci-Ceankenmi, Ci-Ceanxuami, Cs;-C/IMKIoamKui-
C-Ciankun, C;-Couukmoankenuna-C-Csankumn, C;-Couuknoankmin-Ci-Csankennn u - Cs-Couuxnoankuia-C-
C38,J'IKI/IHI/LH, IIpu 3TOM OJUH WM HECKOJIBKO C-atoMo0B MOTyT OBITH OQHO- HWJIM MHOI'0O3aMCEUICHbI I'aJIOT'€HOM
W/WIH 0JTHO3aMELICHBI THAPOKCU- WM [IMAHOTPYIIION W/UIH LUKJIMYECKHE IPYIIIBI MOTYT OBITh OJHO- MIIM MHO-
rozamemensl ocratkom R, W oGo3Hauaer mpoctyro cBsisb, uMuHOrpyimy, N-(C,-C3a/IKin)MMHHOIPYIITY, K
o6o3Hauaer 1, a R* umeer 01HO U3 yKA3AHHBIX BBIIIE 3HAUCHHIA.

[Tpn yka3aHHBIX BBIIIE MPEAIOYTHTENBHBIX 3HAUCHNAX Ipynnbl B nanekc k npexnoururensHo 0003HadaeT
1, a W npeiodtiTensHO 0003HaYaeT MPOCTYIO CBA3b, UMUHOTPYIIILY, IIPEXK/E BCETO MPOCTYIO CBA3b.

[Ipu 3ToM B Hambolee MPEAIOYTUTETHFHOM BapraHTe Tpymmna B o6o3HauaeT C;-CgalkuHmI, TpeXIe BCETO
C;-Csank-1-unmn, w/unu rpynmna W 0003Ha4aeT nmpocTyo CBsi3b, a k paBHsiercs 1.

B mpyrom mpeanodruTeIsHOM BapHaHTE 3HAUCHHE TPYMNIBl B coriiacHO BTOPOMY BapHaHTy OCYIECTBIIC-
HHS M300peTeHHs BBHIOPAHO CpeAd LUKIMYECKUX TPYMI, K KOTOPBIM OTHOCSTCS LMKJIONPOIMI, LUKJIOOYTHII,
UKJIOIICHTWJI, HUKJIONCHTCHNJI, HUKJIOICKCHJII, IIUKJIIOI'CKCAaHOHWJI, TUKJIOICKCCHUII, (beHl/IJ'l, OUKJIOIrCIITUII, IUK-
JIOTENITEHMUII, a3UPUANHNII, a3€TUAUHUII, TUPPOJIUIUHIUI, THPPOIUMHUII, TUPPOJINII, MTUIIEPUIAHUI, TETPAruapo-
MUPUAVHWI, AUTUIPONUPUANHIII, TUPUIUHWI, a3enaHwi, nunepasusmi, 1H-nupasonun, numunazonun, Tpuaso-
JIWJI, TETPa3oiniI, MOp(OIUHIII, THOMOP(GOIMHII, HHAOJIWII, H30MHJIOIHII, XMHOJIMHUII, OCH30MMHIAa30JIMII, U30-
XUHOJIMHWI, (DYpaHHU ¥ TUSHWII, IIPH 3TOM CBS3b C rpynmnoid W WM IpH ONPENIeNICHHBIX YCIOBUSIX HETIOCPEICT-
BEHHO C Ipymmoil A ocymiectBisiercst yepe3 C-aToM KapOOUMKIMYecKoro pparMeHTa Wi HeoOs3aTeIbHO CKOH-
JCHCHPOBAHHOTO (DEHMIIBHOTO WM HMUPHIMHOBOTO Koibla Wi 4epe3 N- win C-aToM TeTepoIUKINYECKOTO
(parmenTa, win B COBMECTHO C MPUCOSAWHEHHON NBOMHOM CBsI3bI0 Tpymmoit W BEIOpaHBI W3 TPYMIIBI, BKIO-
Yaouield NUKIONCHTHINACHMETHII, IUKIOTeKCHINACHMETHI U IIUKIIOT€KCAaHOH-4-MITHICHMETHII, TIPH 3TOM yKa-
3aHHBIE BBIIIE LHUKINYECKHE TPYMIBI MOTYT OBITh OJHO- MM MHOTO3aMEIICHBI 110 OJHOMY MU HECKOJIbKUM C-
aTomam octatkoM R*, a B cityuae )eHHIIBHO# TPYIITBI JOMOMHHTEIBHO MOTYT GbITh TAKKE OTHO3AMEIICHBI HHT-
POTPYHIION, W/WIN MOTYT OBITH OJJHO- MJIM MHOTO3aMEIEHbI 110 OJAHOMY HJIM HECKOJIBKHM N-aTOMaM OCTaTKOM
R*.

B oco0o npennourutensHOM BapuaHTe rpynna B o0o3Hayaer ¢eHus1, KOTOpblid OHO-, IBY- MJIHM Tpex3a-
MCIICH, MPEANIOYTUTEIBHO OAHO- WJIN ABY3aMEIICH, OCTaTKOM RZO.

[Mox yxazaHHBIMU BBIIIE 3HAUCHUSIMU TPYyMIBl B oapa3symeBaroTcst Takke Bce BO3MOYKHBIE H30MEPhI KaxK-
Joi n3 rpynn. Tak, B 4aCTHOCTH, IIPH 3TOM MUMEIOTCS B BUAY IIPEXKJE BCETO CIEAYIOMINE N30MEPHI: IIMKIIOICH-
TeH-1-, -3- 1 -4-WJI, UKIOT€KCaHOH-4-1JI, [IUKJIOTeKCeH-1-, -3- U -4-uj, uuKinorenteH-1-, -3-, -4- u -5-un, a3u-
punuH-1-un, azeTuanH- -1, THPPONUINH- | -1II, TUPPOIHH- -1, THPPOI-1-1ui, NuIepuauH-1- 1 -4-1i, THpH-
IUH-2-, -3- 1 -4-uJ, a3emnas-1-mi, nmunepasus-1-mwi, 4-MmeTunnuepasus- 1 -, MopdonuH-4-1mi1, THOMOP(OIHH-
4-pi1, XUHONMMUH-2-, -3-, -4-, -5-, -6-, -7- ¥ -8-nj1, U30XUHOJIUH-1-, -3-, -4-, -5-, -6-, -7- n -8-un, a Taxke 1H-
O6ensoumuaason-1-, -2-, -4-, -5-, -6- u -7-uin.

ITon 3nauenmem "mupazon" mompasymeBarorcs m3omepsl 1H-, 3H- u 4H-mupason. Ilox mmpazommiom
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MPEIOYTUTENHFHO oapazymeBaercs 1H-mmmpazon-1-mm.

[on 3HauenneM "ummnazon" nmoapaszymeBatorcs nzomepsl 1H-, 2H- n 4H-umumazon. Ilox mvuaazommiom
MPEAIoYTUTENRHO oapazymeBaercs 1H-umumazon-1-mm.

I[lon 3Hauenmem "TerparmmponupuauvH" monapasymeBaroTca uszomepsl 1,2.34- 1,23.6- u 2,34,5-
TeTparuaponupuauH. Ilog TeTparnaponupuIMHAIOM MPEeINOYTUTENbHO Noapazymenatores 1,2,3,4- u 1,2,3,6-
TeTparuaponupuIuH-1-ui.

Ilox 3Hauenwem "muruaponupuauH" MoApasyMeBaloTcs wuszomepbl 1,2-, 1,4-, 23-) 25- u 4,5-
quruaponapuauH.  [lon  AWTHOPONMPUAMHUIOM TPEIINOYTHTENEHO —MoapasyMeBaroTes 1,2- wu  1.4-
JUTUAPOTIAPHUIUH- | -1,

ITox 3nauenuem "Tpuazon" noapazymenatorcst usomepsl 1H-, 3H- u 4H-[1,2,4]Tpuazomn, a takxe 1H-, 2H-
u 4H-[1,2,3]rpuazon. C ygeTom 3TOrO 1MoA TpHazoimioM noapazymeBatorcs 1H-[1,2.4]rpuazon-1-, -3- u -5-u,
3H-[1,2,4]tpnazon-3- u -5-un, 4H-[1,2,4]rpuazon-3-, -4- u -5-un, 1H-[1,2,3]rpuazon-1-, -4- u -5-un, 2H-
[1,2,3]rpuazon-2-, -4- u -5-un, a Taxxe 4H-[1,2,3]tprazon-4- u -5-u.

[Mon tepmuHOM "Terpaszon" moapazymerarorcs n3omepsl 1H-, 2H- u SH-terpazon. C yuerom 3T0r0 mox
TeTpa3zoIwIoM noapasymenarotrcs | H-tetpazon-1- u -5-umn, 2H-Terpaszon-2- u -5-n, a tTaxxe SH-terpazon-5-ui.

ITon 3Hauenuem "unnon" noxpasymenatorcs usomepsl 1H- u 3H-unnon. Ilog nHnoaumoM npeanodyTuTesns-
Ho noapazymenaercss 1H-unnomn-1-nm.

ITon 3Hauenuem "u3zouH0n" noapazymenarorcs nzomeps! 1H- u 2H-uzoungomn. Iox nuzonnnonuaom mpen-
MOYTUTENBHO NoapasymeBaercs 2H-u3ounn0-2-ui.

B o0miem ciydae cBsi3b ¢ OJJHOI U3 BhIIIEYKa3aHHBIX FETEPOLMKINYECKUX TPYIII, IPEKAE BCETO C MUPa3o0-
JUITEHOW, UMHIA30JMIILHON, TETPAruAPOMTUPUINHIIBHONW, TUTHAPOITUPUIMHIIBHON, TPHA30IWIBHOMN, TETpa3o-
JTUITEHON, WHAONMIBHOW YT U30MHIOIHIBLHOHN TPYIITONH, MOKET OCYIIECTBIAThCA uepe3 C-aToM WIH TpH ompe-
JIEIIEHHBIX yCIOBUAX depe3 N-aToM UMHHOBOU (DYHKIINH.

I'pynma B mpeamodTuTensHO SBISIETCS HE3aMEIIEHHON WM OJHO-, ABY- JIHOO TpeX3aMelleHa OCTaTKOM
R*. B HanGosee MpeamOYTHTENEHOM BapHAHTE rpynna B oHO- niM JBy3aMelnieHa OCTaTKOM R”. B tom ciy-
yae, Korja B mpezcraBisier co00ii 3aMEIIeHHOE IIECTUWICHHOE KOJIbIIO0, 3aMECTHTEIb MPEANOYTHTENILHO HAX0-
JUTCA B TIapa-TI0JIOKEHIH OTHOCHUTENIFHO CBS3U C TPYMIIOi

AW

Wunexc k npunumaer 3nauenue 0. B nmpeanourntensHoM BapuaHre, B koropoM k pasusiercst 1, Mmoctuk W
MMeeT YKa3aHHbIE BbIIE 3HAYCHUS, IPEIIIOUTHTENILHO 0003HadaeT npoctyro cBsi3b i -CH=. [Ipennoururens-
Hble 3HauYeHus rpynibl cyodopmyinsl -A-W-B BbIOpaHbI cpean MPeACTaBICHHBIX HUKE CTPYKTYP, B KOTOPBIX V
o6o3Hauaet C- mim N-atom, npennoururensHo C-aToM, IpH 3TOM NPENICTABIECHHbIE HIDKE UKINYECKHE TPYIIIIBI
MOTYT GBITh OJIHO- HIIH MHOTO3aMEIIEHb! [0 OJHOMY HIM HeckonbkuM C-aromam octaTkoM R”, a B ciyuae de-
HWIBHBIX WM (PEHUICHOBBIX TPYIII OTIOJIHUTEIFHO MOTYT OBITh TAaKXKe OHO3aMEIEeHbl HUTPOTPYIIIOH:

V=
; : V= ; V—
; V=

=
\
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Oco0eHHO NPEeANoYTUTENbHBI Te coequHeHnst Gopmynsl I, B kotopsix k paBHsiercs 1, a W o0Oo3Hauaer
MPOCTYIO CBSI3b.

Cpe[ll/l npeﬂnaraeme B 1/1306peTeH1/11/1 COe[ll/IHeHl/Iﬁ HpeﬂHO'-lTl/lTeJ'Ibel TC U3 HUX, B KOTOp])lX OJHA UJIU HC-
CKOJIBKO TPYIII, OJTUH MIJIX HECKOJIBKO OCTATKOB, OJTUH MIIM HECKOJBKO 3aMECTUTEIICH W/ OJMH HIIH HECKOJIb-
KO MHJICKCOB UMCIOT OJTHO M3 YKAa3aHHBIX BBIIIC KaK MPEAIIOYTUTCIHHbIC 3HAUYCHH.

[IpennovruTebHBIC 3HAYCHUS 3aMECTHTEIS R* BEIOpaHBI W3 TPYIIIBI, BKIIOYArONIed Grop, Xiop, Opom,
C-Cjanxun u C;-C;aIKOKCUTPYTITY.

CoracHO M300PETEHUIO MPEANOUYTUTEIIBHBI PEXK/IC BCErO T€ MpeJlaracMble B HEM COCAUHEHUSI, B KOTO-
pbix Y ¥ A HE3aBHCUMO JPYT OT Jpyra BbIOPaHbI U3 IPYIIIbI JBYXBAICHTHBIX HUKIUYECKUX TPYIIL, K KOTOPHIM
otHocsTcs 1,4-bennneH, 1,4-1uKiIorekcuieH, 1,4-MUKIOreKCeHMIEH, 1, 4-unepuauanicH, 1,2,3,6-reTparuapo-
nupuanH-1,4-unen, 2,5-nupuavHuwicH u 1,4-nunepasuHuIeH, TP 5TOM A MOXET OBITh TaKXKE COCTUHEH C R’
coryiacHo 1.2 GopMyJibl HU300peTeHus], a yKa3aHHbIE BhIIIE UKINYECKHE TPYIIIBI MOTYT OBITh OJHO- MII MHOTO-
3aMeIIeHbl 110 OJHOMY WM HEeCKOJIBKUM C-aToMaM OCTaTKOM R” aB ciryyae (peHHJIBHOM TpyMITbl JOMOJIHHU-
TEJILHO MOTYT OBITh TaK)Ke OJJHO3aMEIIEHbl HUTPOIPYIIIOH, H/UIIM MOTYT OBITh OJHO- MJIM MHOTO3aMELICHBI 110
OJTHOMY WJIA HECKOJIBKAM N-aToMaM OCTaTKOM R*', B oGo3nauaer (heHIT WK IUKIIOTEKCHUIT, IPH 3TOM yKa3aH-
HBIE TPYIITBEI MOTYT OBITh OHO- HJIM MHOT03aMEIEHBI OCTATKOM R* w/mwm (heHImTEHOE KOJBIO JOTOHUTEIEHO
MOJKET OBITh OJIHO3aMEIICHO HUTPOTPYIIION, TIe R* umeer yKazaHHbIC B 1.1 hopMyIIbl H300peTeHUS 3HAUCHYS,
k obo3nauaer 1, W obo3HadaeT mpoctyio cBs3b, Z obo3zHauaer -CH,-CH,-, -CH,-CH(CH3)-, -CH,-C(CH3),-,
-CH(CHj;)-CH,-, -C(CHj3),-CH,-.

I'pynity 0COOCHHO MPEAMOUYTHTEIBHBIX MPEJIAraeMbIX B U300pPETCHUH COSAMHEHUI 00pa3yroT COeIUHEHHS
cnepyomux Gopmyn 1.1-1.14:

L1,

12,
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rie

U, V He3zaBHCHUMO ApyT OT apyra obo3nadarot C wmn N,

R*, R* HesaBucumo apyr ot apyra o6o3sauator H, F, MeT1, TpHGTOPMETHII, STHII, H3OIPOIHI HIIH H-
HpOTIHII,

npu 3ToM B coennHenusx ¢opmyn 1.1-1.6 R** Moxer 6bITh coemuHeH ¢ R® TakuM 0GpasoM, 4to (parMeHT
cyodopmysbl

MpeACTaBIsieT CO00M OJIHY M3 TPYIIL, BRIOpaHHYIo U3 1,3-nuppoiuauHuieHa u 1,3-nunepuarHuieHa,
R R* R” nesaBucumo Jpyr OT Apyra UMEIOT OJHO U3 YKa3aHHBIX I R* 3nauenuii wm B ciyyae ¢e-
HWJIBHOM TPYIIIBI MOTYT TaKXe 0003HayaTh HUTPOTPYIITY, P 3TOM MHOTOKPATHO MPUCYTCTBYIOIINE OCTATKH
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R25, RZ(’, R? MOTYT UMETh UJEHTUYHBIEC WIH PA3JIMYHbIE 3HAUCHUS,

jobosznauaer 0, 1,2,3 mmu 4 u

m, N He3aBUCUMO JIPYT OT Apyra obo3Havatot 0, 1 wm 2.

Oco00 mpeamnouTUTEeNsHBI COeANHEHN TpuBeaeHHBIX Bhime ¢opmyn 1.1, 1.2, 1.8, 1.10 u 1.12. Ctpykrypy
TaKMX 0CO00 MPEANOYTHTENBHBIX COSIUHEHUH MOKHO NPEICTaBUTh, B YACTHOCTH, CJIEAYIOLIMMU (GopMynamu:

1.2a,

R® N
| |
R-N\x
R 18a,
RL-N
X
R? 1.10a,
R‘—h'l
~X
R? I.12a,
RN
X
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IJIe OCTATKH U 3aMECTUTEIHM UMEIOT YKa3aHHbIC BBIIIE U B MOCIEAYIOIIEM OITUCAHIN 3HAYCHUSI.
CornacHO U300pETEHUIO MPEATIOYTUTEBHEI JJajlee COSANHEHHS CIEAYIOel CyOhopMyIIbl

L15,

B KoTopoii B BeIOpan u3 rpymnmsl, Bkmogamomei C;-Cqankun, C;-Cgankenmn, C,-Ceankuami, C;-C;ukino-
ankui-C-Csankui, Cs-ComuknoankeHui-Ci-Csankun, C;-Couuknoankmin-Ci-Csankennn u Cz-CoLUKIIOanKuiI-
C;-CsankuHui, Te OJUH WM HECKOJIbKO C-aTOMOB MOTYT OBITh OJIHO- MJIM MHOT03aMEICHBI FAJIOTCHOM W/WJIA
OJTHO3aMENIEHbl TUIPOKCH- MM [IUaHOTPYIIION W/MIM LUKIMYECKHE TPYIIBI MOTYT OBITh OJJHO- WJIM MHOT03a-
Memens! octatkoM R*’, W o6o3nauaer mpoctyio cBssb, umusorpymy, N-(C,-Csankun)umusorpymmy 1 k 060-
3Hayaer 1.

CornacHo 3TOMY BapHaHTy OCYIIECTBICHHUS W300pETEHUS MPEIIOYTUTENBHBI 1ajee Te COeNNHEeHNS, B KO-
Topeix rpymma B ob6o3nadaer C,-Cganxmn, C,-Ceankuami, C;-Ciuuknoankwmin-C-Csamknn wmm Cs-CoImkino-
ankwi-C,-C;amKuHII, T/Ie OUH WX HECKOIBKO C-aTOMOB MOTYT OBITH OHO- FITH MHOTO3aMEIIEHBI TaIOTEHOM
W/UIH OJTHO3aMEeIICHbI THAPOKCU- WM [IMAHOTPYIIION W/UIH HUKJINYECKHE TPYIIIBI MOTYT OBbITh OJHO- MM MHO-
rosamerteHsr ocratkoM R*, w/mmn W 0603Hadaer npoctyto cBsi3b, win N-(C,-Csankmin)umuHorpyniy u k pas-
HseTes 1.

Cpeny IpelCcTaBIeHHbIX BbILIE KaK MPeIIOYTHTENbHbIE TPe/IaraeMbIX B H300PETEHUH COeIMHEHUIH, Ipe-
xke Bcero cyodopmyi 1.1-1.15, 0coOeHHO MPENNOYTUTEILHBI T€ U3 HUX, B KOTOPBIX OCTaTKH R, R:, R, L', L2
L* w/unn rpymmna X HMEIOT OJHO U3 YKA3aHHBIX JUIS HUX BBIIIE B KAYECTBE MPEANOUTHTEIHBIX 3HAUCHHIA.

Oco00 npeAnoYTUTENBHBI T€ U3 TIPEUIaraeMbIX B M300PETEHNH COSANHEHUH, B KOTOPBIX X MPECTaBIISET
coboit -CH;-, -CH(CH3;)- unu -C(CHj3),-.

K ocobGeHHO npeinouTHTENEHBIM OTHOCATCS Aaiee Te coequnerns cyodopmyr I.1-1.15, B koTopbIx

a) rpynma U npencrasinsieT coboit N-atom, a rpynma V npenctaBisieT codoit C-aTom, win

6) rpymma U npezncrasiser coboit C-atom, a rpymma V mnpeactapisier codoit N-atoM, mimu

B) Kaxkast u3 rpymm U U V npencrasisieT coboit C-aTom.

B oco0eHHO MpeArnovTUTENBHBIX MPEAaraéMbIX B N300pETEHUN COSAMHEHUAX 3aMECTHUTEIN R*, R*, RY
HE3aBUCHMO APyYT oT apyra obo3HauaroT F, Cl, Br, I, OH, muanorpynmy, MeTii, TudpTOpMeTII, TPUPTOPMETHIL,
ITHJI, ~-[IPOTIUJI, U3OIIPOIINII, METOKCUTPYIIITY, AU(PTOPMETOKCUTPYIIILY, TPHU(HTOPMETOKCUTPYIIITY, STOKCUTPYIIILY,
H-TIIPOIIOKCHUIPYIITY MM M30IPONOKCUTPYIIITY, a B Cllydae 3aMelieHusl peHMIbHOM IpyInbl MOTYT TaKxke 000-
3HAYATh HUTPOTPYIIITY, IPH TOM MHOTOKPATHO IpHCYyTCTBYIommme octatki R”, R* R* MoryT uMerh naeHTHu-
HBIE WM pa3IM4Hble 3HAUeHHs, ] 0003HavaeT 0, 1 wiam 2, a m ¥ n HE3aBUCHMO APYT OT Apyra obo3HavaroT 0 wiu
1.

IpennourutensubiMy 3Hauenusamu octatkoB R, R7, R® u/wm R’ B npe/icTaBieHHBIX BBIIIE KaK MPEINOU-
TUTENBHBIE TPEIaraeMbIX B N300PETEHUH COSIMHEHNIX HE3aBUCUMO JPYT OT Apyra sBIsttoTcs H, MeTw, Tpud-
TOPMETHII, THII, H30MpPOII Witk H-rpormi, a R® m R7 moryT Taxke 0603Hauars F.

Hauboree npenmoyTuTensHbIe HHINBUAYAIBHBIE COSAMHEHHS BEIOPAHBI U3 TPYIIITBI, BKIFOYAIOIICH

(1) 7-(4-xmopdennn)-3-[2-(4-nmupponuaus- 1 -uamermndenwn)atui -3 H-xuHa3oauH-4-0H,

(2) 3-[2-(4-mupponuaus- | -unmeTrmndernn )3tui |- 7-m-toawn-3H-xuHa3onmH-4-0H,

(3) 3-[2-(4-upposuauH- 1 -unmetradernn )t |-7-(4-tpudTopmermndenun)-3H-x urazonuH-4-0H,

(4) 7-(4-metokcudenun)-3-[2-(4-nupponuaus- 1 -unmermindennn)atui|-3H-xuHazonuH-4-oH,

(5) 7-(3,4-muxnopdenun)-3-[2-(4-nuppoauaus- 1 -ninmernindenun )atui|-3H-xunazonuH-4-oH,

(6) 7-(4-dpropdennn)-3-[2-(4-nupponuans- 1 -nnmernndennn)atun]-3H-xuHazonnH-4-oH,

(7) 7-(4-3tundenun)-3-[2-(4-mmpponuans- 1 -mmermndennn )t |-3H-xuHazonnH-4-0H,

(8) 2-mermn-3-[2-(4-mupponunus- 1 -unmerundennn)atuin |-7-(4-rpudropmermndennn)-3H-xunazonnn-4-
OH,

(9) 2-metuin-3-[2-(4-mupporauauH- | -naMeTHIIh eHIT )3T |- 7-11-Tomi-3 H-xnHa30mmH-4-0H,

(10) 7-(4-xnopdenmn)-2-metui-3-[2-(4-mupponunus- | -mametmndenwn )3t |-3H-xuHa3onmH-4-0H,

(11) 7-(4-xnopdenmn)-3-[2-(4-mupponuanH- | -unmmetundennn ) T |- | H-xurazonmmH-2,4-11oH,

(12) 7-(4-xnopdennn)-3-{2-[4-((S)-2-MeTOKCUMETHITMPPOIHANH- | -ummeTr ) penn |atui }-3H-
XHMHA30JIMH-4-0H,

(13) 7-(4-xnopdennn)-3-[2-(4-aumeTrnamuaoMeTriId e )3 tui | -3 H-xuHa3omuH-4-0H,

(14) 7-(4-xnopdpennn)-3-[2-(4-nunepuans- 1 -unmermindennn)atui |-3H-xunazonun-4-oH,

(15) 7-(4-xnopdpennin)-3-[2-(4-mopdonun-4-unmerundenun )3t | -3 H-xunazonun-4-oH,

(16) 7-(4-xnopdennn)-3-[2-(4-nuppomuaun- 1 -unmernndenwn )stuin|-3H-6enzo[d][1,2,3]rpuasun-4-oH,

(17) 5-(4-propdennn)-2-[2-(4-muppouAuH- | -UIMETHIPESHIT ) 3THI |H30UHI0II- 1,3 -HO0H,

(18) [2-(4-tupponuus-1 -unmetundenmn ot |amun 4'-xoponpennn-4-kapOoHOBOI KUCIIOTHI,

(19) [2-(4-mr3THIAMIHOME THII(QEHII )T |aMu A 4'-xmopoudenHnn-4-kapOOHOBOW KHCIIOTEHI,
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(20) [2-(4-munepuann- 1 -mmmetnndenmn)atui |amun 4'-xmopoudeHnn-4-kapOoHOBOH KUCIOTHL,

(21) [2-(4-gmaTHnaMuHOME THIIGEHMT )T |aMua 4'-MeTokCHOn(eHnT-4-KapOOHOBOH KHUCIIOTHI,

(22) [2-(4-gu3THIIAMHHOME THIPESHI )3 THI |MeTHIIaMuU I 4'-x1opordeHm1-4-KkapOOHOBOH KHUCIIOTHI,

(23) [2-(4-upponuanH-1-uamMeTHAPEHNT)ITHI |aMua 4-(4-X10p(heHUIT ) IIMKIOreKCaHKapOOHOBOH KHCIIO-
THI,

(24) [2-(4-mupponuuH- 1 -uIMeTHIIhEHWIT )3 TII |aMu T 4-MeTHIIQEHUITITHIIEPUINH- | -KapOOHOBOW KHCIIOTBHI,

(25)  [2-(4-nupponuaun-1-unmernndennn)stwilamug  4-(4-xaopdennn)-3,6-murunpo-2H-nupuaun-1-
KapOOHOBOW KHCIIOTHI,

(26) [2-(4-mupponuaun-1-unmernindennn)stuilamun 4-(4-xmopdeHwn)nunepuanH- 1-kapOoHOBOH KHCIIO-
THI,

(27) [2-(4-muppommnus- 1 -mmetund et )upori |amun 4'-xmopoud eHmn-4-kapOOHOBOI KHCIOTHL,

(28) (4-tmpponuaus- 1 -unmmetnnOeH3mIoKcH )amus 4'-xmopoudeHmn-4-kapOOHOBOI KHCIOTHL,

(29) 4-mukiorexcuit-N-[2-(4-muppouanH- 1 -uIMe THIAQSHNIT )3 THII |OSH3aMHU I,

(30) [2-(3-meToKCcH-4-UppoauanH- 1 -uaMeTmdenmwn)dtuialamusn 4'-xa0poubeHna-4-kapOOHOBOI KHCIIO-
THI,

(31) 7-(4-xnopdennn)-3-{2-[6-(4-mermnnunepazun- 1 -um)nupuand-3-wi 3tiun} 3H-xuHa3onnH-4-0H,

(32) {2-[6-(4-meTnnmunepasuH- 1 -wn)nupuanH-3-mi|3tu famug 4'-xnopoudenu-4-kapOooHOBOH KUCIOTHI,

(33) 7-(3-merokcudenmn)-3-[2-(4-nupponuaus- 1 -nnmermwidenun )i |-3H-xunazonnH-4-oH,

(34) 4-(4-okcomukiorekcni)-N-[ 2-(4-nupponuans- | -uimMe T eHnIT )3T |0eH3aMu I,

(35) [2-(4-nupponuauH- 1 -MIMeTHIQEHUIT)ITHI |aMH] 4-LIUKJIOTeKCHII- | -IIMKIIOr€KCHIIKapOOHOBOH KHCIIO-
THI,

(36) [2-(4-upponuaus- 1 -niMe T eI )3T |aMuT 4-0eH3MIIUIepUANH- | -kapOOHOBOH KUCIOTHI,

(37) [2-(4-upponuauH- 1 -mIMeTHIIHEHIIT )3 TII |aMHT 4-IIHKIIOTeKCHITTUTIIEPUANH- | -KapOOHOBOI KHCIIOTHL,

(38) [2-(4-muppomuanH-1-mnmmeTnindeHmn) T |amun 4-(4-xmopdeHun)mumnepa3uH- 1 -kapOOHOBOH KHCIIO-
THI,

(39) [2-(4-nupponuaun-1-unmernndennn)stuilamun 4-(4-propdernn)nunepuant- 1-kapOOHOBOH KHCIIO-
THI,

(40) [2-(4-nupponmaus-1-unmernndennmn)atuilamusa 4-(4-metoxcudeHun)nunepasuH-1-kapOoHOBOW Ku-
CJIOTHI,

(41) [2-(4-tupponmunus-1 -unmeTniadenun )Tui|amu 4-GeHununepuuH- 1 -kapOOHOBOI KUCIIOTHI,

(42) (4'-xnopoudennn-4-mn)-[3-(4-nmupponuani- 1 -ninmeTnndeHu ) TUnepuanH- 1 -nir|MeTaHoH,

(43) [2-meTnn-2-(4-nupposmans- 1 -umermindernn)npornu Jamun 4'-xnopoudenun-4-kapOoHOBOH KHCIIO-
THI,

(44) [2-(4-upponuIuH- | -HIMETHIIITUKIOT €KCHI )3THI |aMu A 4'-ximopoudenmn-4-kapOOHOBOW KHUCIIOTEHI,

(45) 4-6en3mn-N-[ 2-(4-mupponuauH- | -HIMeTHII( SHII )3T |OeH3aMU I,

(46) 4-(4-okcoruknorekcuauaeHMeT )-N-[ 2-(4-tuppoauanH- | -niaMe T EHIIT ) THIT | OSH3aMU I,

(47) [2-(2-dprop-4-nupponauaus- 1 -uamerundenmn)atui|amun 4'-xmopoudeHmi-4-kapOOHOBOH KUCIOTHI,

(48) 5-(4-xnopdenmn)-2-[2-(4-muppoauanH- 1 -unme TG eHnN )3Th |-2,3- TMTUAPOU30UHI0N- | -0H,

(49) 4-nunepuauu-1-nn-N-[2-(4-nupponauaus- 1 -nnmernindennn)aTuin|oeHzamu i,

(50)  7-(4-xnmopdenun)-3-{2-[4-(4-ruapokcu-4-heHunnunepuaun- 1 -nimetin ) penni |3t § -3H-0en3o[d]
[1,2,3]rpua3un-4-oH,

(51) 7-(4-xnopdennn)-3-{2-[4-(3-azacriupo[ 5.5 |ynnen-3-unmerwin)penun |3t } -3 H-xunazonun-4-oH,

(52) 7-(4-xnopdennn)-3-{2-[4-(3-azactupo| 5.5 Jynaen-3-mwimermn ) herwn 3w } -3H-
oen3o[d][1,2,3]rpuasun-4-oH,

(53) 7-(4-xn0pdennn)-3-{2-[4-(4-runpokcu-4-peHmmunepuan- | -ummernn ) penwmn |3tun } -3H-
XHMHA30JIMH-4-0H,

(54) 7-(4-xnopdpennn)-3-(2- {4-[4-(mupuanH-2-UIOKCH ) TUIEPUINH- | -ume T | pernn } 3twn )-3H-

XHMHA30JMH-4-0H,

(55) 6-(4-xnopdenmn)-2-[2-(4-nmupponuans- | -unmetrndennn )3tnn|-2H-n30xuHoauH- 1-0H,

(56) [2-(3-6pom-4-mtupponuaunH- 1 -uinMeTrIh eHII )3TII |amu g 4'-X10pOudeHnT-4-KapOOHOBOM KHUCIIOTHI,

(57) [2-(3-meTun-4-nupponuani- 1 -unmetnndennn)ati Jamua 4'-x1opoudeHnn-4-kapOoHOBON KHCIIOTHI,

(58) {2-[4-(1->TunmunepuanH-2-min)dennn |3t famug 4'-xaopoudenns-4-kapOoHOBOH KHCIIOTBHI,

(59) {2-[4-(4-anerunnunepasus- 1 -unmerin)pern ot f amun 4'-xnopoupennn-4-kapOoHOBOH KUCIIOTEL,

(60) {2-[4-(2-a3abuumkino[2.2.1]renT-5-eH-2-unmerin)penu|aTn famun 4'-xnopOoudenun-4-kapOoHOBOH
KHCIIOTBI,

(61) {2-[4-(1,3-muruapon3onHION-2-UIMeTHN )peHmT 3T famuy 4'-xnopondeHnT-4-kapOOHOBOW KHCIIO-
THI,

(62) (2-{4-[(num3onporTaMuHO )MeTHI | heHw } 3T )amuy 4'-xnopoudennn-4-kapOOHOBOW KHUCIIOTEHI,

(63) {2-[3-6pom-4-(2,5-auruaponuppos- 1 -unmerin)beHna 3T famun - 4'-x10poudeHn-4-kapOoHOBOM
KHUCIIOTBL,

(64) {2-[4-(2-muMeTHIaMUHOME THIITUPPOTHANH- | -nMeTii ) peHmi [aTia famun  4'-ximopoudenun-4-
KapOOHOBOW KUCJIOTEHI,

-21 -



012834

(65) {2-[4-(3-muMeTHIaMHHOTIUPPOIUANH- | -rnme Tt ) heHw 3T} amMun 4'-xnopOoudeHnn-4-kapOoHOBOM
KHUCJIOTHI,

(66) [2-(2-6pom-4-tupponuauH-1 -wiMeTHAPeHN )3T |aMu 4'-x1opoudenunt-4-kapOOHOBOH KHUCIIOTHI,

(67) 4-nenr- 1 -uanI-N-[2-(4-mUppouauH- | -HIMe THI(SHIIT )3 THIT |OSH3aM U I,

(68) [2-(6-tuppouIuH- 1 -UIME THIHPUAUH-3-1i1)3Tri |amua 4'-xopoudernin-4-kapOoHOBON KHCIIOTBI,

(69) [2-(1-tupponunus- 1 -unuHAaH-5-1m1)aTri Jamua 4'-xnopoupennn-4-kapOOHOBON KHCIIOTHL,

(70) [2-(2-HuTpO-4-TTMppONUIUH- | -UMeTHIIheHNIT)a T |aMul 4'-Xx110pOnpeHnI-4-kapOOHOBOI KUCIIOTHI,

(71) [2-(4-tupponunus- 1 -unmeTrindenm )3T |amun 2',4'-nuxsiopoudennn-4-kapOoHOBOI KUCIIOTHI,

(72) {2-[4-(3-amuHOTIMppONIMUANH- | -HMeTrn)beHm 3T famug, 4'-xstopOudenmnn-4-kapOoHOBOI  KHCIIO-
THI,

(73)  {2-[4-(2-amuHOMETHITIHPPONUANH- | -uMeTHN ) peHmn 3T famu — 4'-xopOudeHnT-4-kapOoHOBOM
KHCIIOTHI,

(74) {2-[4-(2-meTnn-2,6-muazaciupo[3.4]okT-6-uiMeTr ) e HMIT |ITHIT } aMH T 4'-x10poudeHn-4-
KapOOHOBOM KUCIIOTHI,

(75) [2-(5-uppoauauH- 1 -HIMETHITUPUANH-2 -WT)3Th [aMu T 4'-X10pOneHnI-4-KapOOHOBOM KMCIOTHI,

(76) [2-(3-3THn-4-nuppoauauH- 1 -uimetriadenun ))atun |amu 4'-xnopoudenn-4-kapOoHOBOH KUCIOTHI,

(77) {2-[4-(2,5-aurunponuppoi- 1 -uwimernin)permn |3tui famu g 4'-0pomoupeHn-4-kapOOHOBON KHCIIOTBI,

(78) 4-(5-xnoprroden-2-nin)-N-[2-(4-nupponuans- 1 -unme T eHnn )3 Tri |oeH3aMu 1,

(79) [2-(2-meTun-4-nupponuanH- 1 -unmetnndenn)atmi Jamua 4'-x1opoudernn-4-kapOoHOBON KHCIIOTHI,

(80)  {2-[3-Opom-4-(2,5-murunponuppoi-1-unmernn)permn prwtfamuy  4'-6pom-3-propoudenun-4-
KapOOHOBOW KHCIIOTHI,

(81) [2-(4-upponmaus- 1 -mmetundeHnn )3t |amus 4'-x10p-2-gropoudeHnn-4-kapOOHOBOH KUCIOTHL,

(82) [2-(4-upponuaus- | -nMeTrndeHn )3T |amus 4'-3THIonGeHnI-4-kapOOHOBO KHUCIIOTHI,

(83) Tper-OyTtumossiit 3¢up [1-(4-{2-[(4'-xn0pOudeHmn-4-KapOOHIIT)aMHHO [3THII } OEH3HI ) T PPOITHINH-2-
MIMETHII |[KapOaMHUHOBOM KHCIIOTHI,

(84) {2-[4-(2-meTunmunepuaus- 1 -uamernn)herw |3t } amu 4'-xmopoudenunn-4-kapOOHOBOH KHUCIIOTHI,

(85) {2-[4-(2-meTunmuppouauH- 1 -uiMeTin ) peHn |31 famu 4'-xa0poudeHmnI-4-KapOOHOBOM KHCIOTHI,

(86) (2-{4-[(umknonponuimMeTnIaMuHO )MeTHI |penw } atri)amua 4'-xaopoudenns-4-kapOoHOBOH KHCIIO-
THI,

(87) {2-[4-(3,4-murunpo-1H-u30xuHonMH-2-nnmeTnn)penun |3t famus 4'-xsopOoudenu-4-kapOoHOBOM
KHCJIOTHI,

(88)  [2-(4-{[(2-rHOpOKCHATIII)METHIAMUHO |METHI } PeHMIT)ITHII |amMul  4'-xs1opOudenu-4-kapOoHOBOM
KHCIIOTHI,

(89) Tper-OyTumosslit 3¢up [1-(4-{2-[(4'-xn0pOudeHmI-4-KapOOHIIT)aMHHO [3THI } OEH3HI ) T PPOITHINH-3-
W1 |KapOaMIUHOBOW KHCIIOTEHI,

(90) {2-[4-(2,6-muMeTnNIHIIEPUANH- | -UIMETII)DEHWT |3THI } aMul  4'-XJ0pOoudermn-4-kapOOHOBOH KH-
CJIOTHI,

(91) [2-(4-azetunun- 1 -wametnndennn)atui|amua 4'-xmopoudeHun-4-kapOOHOBON KHUCIIOTHI,

(92) [2-(4-tupponuus- 1 -unmetrindeHm )3t |amun 3,4'-nuxinopoupennn-4-kapOoHOBOI KUCIIOTHI,

(93) [2-(4-tupponuus- 1 -unmerrindennn )atu |amun 4'-gpropoudennn-4-kapOoHOBOI KUCIIOTHI,

(94) [2-(4-mupponunus- 1 -unmetrindennn ot |amun 4'-xiop-3-dpropoudenun-4-kapOoHOBOH KUCIOTHI,

(95) [2-(4-tupponunuH- 1 -unmetrindenmn )3t |amun 2'-grop-4'-xnopoudenni-4-kapOOHOBOH KHUCIOTHI,

(96) [2-(4-tupponuuH- 1 -unMeTHIIhEeHIT )3T |aMu L 5-(4-XI0phe T ) TUPHINH-2-KapOOHOBOI KHUCIIOTHI,

(97) {2-[4-(2,5-aurunpornuppon- 1 -umimerwn)dernn |3tu famu g 4'-xnopoudenm-4-kapOoHOBOH KUCIOTHI,

(98) [2-(4-uppommaus- 1 -nmetmndeHn )3t |amus 4'-6pomoudermt-4-kapOOHOBON KUCIOTH U

(99) {2-[4-(1-muppomunus-1-wndTim)dermn |3t f amun 4'-xmopoudeHmnn-4-kapOoHOBOH KUCIOTHL.

Cpeny yKa3aHHBIX BBIIIE WHIWBHIYIBHBIX COCIMHEHHH OCOOCHHO NMPEAIOYTHTENBHBI coeauHeHus (1),
(2), 3), (4), (5), (6), (D, (8), (9), (10), (11), (12), (13), (14), (15), (16), (17), (18), (19), (20), (21), (22), (23),
(24), (25), (26), (27), (28), (29), (30), (47), a Takxe (50)-(99).

B nmocnenyromeit yactu onucaHus NpHUBEAEHO Oosiee OAPOOHOE TOIKOBAaHUE TEPMUHOB U HOHSTHIL, KOTO-
pbI€ UCIIOJIL3YIOTCS BBILIE U HYDKE JUIsl OMMCAHMS TIpeJIaraeMbIX B N300pETEeHUH COSTMHEHHI.

TepmunoM "ramoren" 0003Ha4YaETCs aTOM, BRIOpAHHBIN U3 Ipybl, BKItouatomiei atomsl F, Cl, Br u 1.

Tepmunom "C;-Cankun", riae n UMeeT 3Ha4eHUe oT 3 110 8, 0003HAYACTCS HACKHIIICHHAS YTIIEBOIOPOTHAS
TpyIna ¢ pa3BeTBJICHHON MJIM HEpa3BETBICHHOM Lenbio, coaepskamas ot 1 10 n C-aromoB. B xauecTse npumepa
TaKUX TPy MOKHO Ha3BaTh METWJI, 9THJ, H-IPOIWII, N30MPONHI, OyTWII, N300y THII, BTOP-OyTHII, TpEeT-OyTHII,
H-TICHTHWJI, U30TIEHTWII, HEOTIEHTWII, TPET-TIEHTHII, H-T€KCHJI, U30T€KCHII ¥ IPYTHE.

Tepmunom "C,-CankuneH", rae n MOKET UMETh 3HaueHue oT 1 1o 8, 0003HaYaeTcss HACBHIIICHHBINA yTITe-
BOJIOPOJIHBI MOCTHK C pa3BETBICHHOW WJIM HEPa3BETBICHHOH Iembio, coaepkamuii oT 1 1o n C-atromoB. B ka-
YecTBe INpHUMEpa TaKUX Ipynm MoxHO Ha3zBaTeh MeTwieH (-CH,-), stmnen (-CH,-CH,-), 1-metmmyTuien
(-CH(CHj;)-CHy-), 1,1-mumernmatunet (-C(CHs),-CHy,-), H-nipon-1,3-unen (-CH,-CH,-CH,-), 1-metunmnpon-1,3-
unen (-CH(CHj;)-CH,-CH,-), 2-metunmpon-1,3-unen (-CH,-CH(CH;)-CH,-) u mpyrue, a Takxke X COOTBETCT-
BYIOLIHE 3ePKAIbHO-CUMMETPUYIHbIE (GOPMBI.
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Tepmunom "C,-C,, ankeHnn", rae n ©MeeT 3HaueHue oT 3 Mo 6, 0003HaYaeTcsl YriIeBOIOPOIHAS TPYTIIA C
Pa3BETBIICHHON MJIM HEpa3BETBICHHOH IETbI0, coxeprkamas ot 2 1o n C-aToMOB 1 UMEOIIas TI0 MEHBIIEH Mepe
OIIHy ABOHMHYIO yriiepoa-yriepoanyio cBa3b (C=C). B kauecTBe mpumepa TakuxX TPYII MOKHO Ha3BaTh BUHUII,
l-npornenmn, 2-mponeHusn, uzonporeHud, 1,3-Oyraaumenwn, 1-Oytenwn, 2-OyTtenun, 3-OyTeHun, 2-meTui-1-
MpOIeHWNI, |-eHTeHWN, 2-TIeHTeHW, 3-TIeHTeHW, 4-TIeHTeHW, 3-MeTWI-2-0yTeHus, |1-rekceHu, 2-reKCeHu,
3-rexcenun, 2,4-rekcaiueHu, S-TeKCeHUI U JpyTue.

Tepmunom "C;-C, anikokcurpymnmna" odo3nauvaercs -O-C;-C, ankuibHas rpynmna, rae Ci-C, amkui cooTBeT-
CTBYET IIPUBEJCHHOMY BBIIIE OIIPEAEIeHUI0. B KauecTBe nmprMepa TaKuX IPyI MOXHO Ha3BaTh METOKCHIPYII-
My, 3TOKCUTPYIITy, H-TIPOIIOKCHUTPYIILY, HM30MPONOKCUTPYIITY, H-OYTOKCHIpYIIy, H300yTOKCHIPYIILY, BTOp-
OYTOKCHUTpYIIITY, TPET-OyTOKCUIPYIILY, H-IEHTOKCUTPYIITY, M30IEHTOKCHUIPYIITY, HEONEHTOKCUTPYIITYy, TPEeT-
MIEHTOKCUT PYIIILY, H-T€KCOKCUTPYIIILY, H30T€KCOKCUTPYIIILY U IpyTHe.

Tepmunom "C;-C, ankuntuorpymnma" obo3Hauaetcsa -S-C,-C, ankunpHas rpymma, rae C;-C, ankum cooT-
BETCTBYET MPHUBEICHHOMY BBIIIE ONpENeNeHH0. B kauecTBe mpuMepa TaKUX TPYIII MOXKHO Ha3BaTh METHIITHO-
TPYIY, 3THITHOTPYIIY, H-MPOMMITHOIPYIITLY, W30NPOIHITHOTPYIIY, H-OyTHITHOTPYIIY, W300YTHITHOTPYII-
1y, BTOP-Oy THIITHOTPYIIITY, TPET-0y TUIITHOTPYIIITY, H-IIEHTUITHOTPYIITY, U30MEHTUITHOTPYIIITY, HEOTIEHTUITHO-
IPYIILY, TPET-NIEHTWITHOIPYIIITY, H-T€KCWITHOIPYIIILY, U30T€KCUITUOTPYIIILY U IPYyTHeE.

Tepmunom "C;-C, ankunkapoonmn" obosnavaetrcs -CO=0)-C;-C, ankunpHas rpymma, rae C,-C, ankui co-
OTBETCTBYCT INPUBCACHHOMY BLIIIC ONPEACIICHUIO. B kauectBe npuMepa Takux rpymnmn MOXHO Ha3BaTb MCTUII-
KapOOHMJI, ATWIKapOOHMII, H-TIPONMIKApOOHMI, N30MPOIMIKApOOHMII, H-OyTHIKAapOOHWI, M300yTHIKapOOHWI,
BTOP-OyTHIKapOOHMII, TPeT-OyTHIIKapOOHMI, H-IEHTHIKApOOHWII, W30MEHTUIIKapOOHMI, HEONEHTUIKapOOHHII,
TPET-TICHTUIIKAPOOHMJI, H-I'e€KCHIIKapOOHIII, N30TeKCUIKapOOHMIT U APYTHe

Tepmunom "C;3-C,, nukinoankmn" o003HavaeTcss HACHIIIEHHAsS MOHO-, OH-, TPH- WM CTIMPOKapOOIHKITIYe-
cKas rpymma, coxepxkamas oT 3 1o n C-atomoB. B kadecTBe mpuMepa TaKHX TPYIIIT MOKHO Ha3BaTh ITUKIOIPO-
AT, TIUKITO0YTHIT, TIKJIOTICHTHI, IIUKJIOTEKCIJI, [IUKIIOTETITHI, IIMKIIOOKTHII, [IMKIIOHOHII, IAKIONOACIHI, OH-
1uKino[3.2. 1 Joxtwn, crmpo[4.5]nennit, HOpIUHWI, HOPOOPHIUI, HOPKAPHJI, aJaMaHTHII U JPYyTHE.

Tepmunom "C;-C,, muknoankmikapoonmt” obo3navaercsa -C(=0)-C;-C, muknoankwipHas rpynma, rae Cs-
C,, IUKJIOAJKIII COOTBETCTBYET MPUBEIECHHOMY BBIIIE ONPEAEICHUIO.

Tepmunom "apun" o0o3HayaeTcss KapOOIMKIMUECKAs apOMATHUCCKash KOJIbICBasi CUCTEMa, Takasl, HalpH-
Mmep, Kak (eHw, oudennn, HagTuil, aHTpaleHu, (eHAHTPEHMII, (JIYOPEHUII, UHCHWII, ICHTAJICHUII, a3yJICHUII,
OudeHnIeHI U ApyTHE.

Hcnonp3yeMbIM B HACTOSILIEM OINMCAaHUM TEPMHUHOM 'rerepoapmi” oO03Ha4aeTcs reTepOLUKINYecKast
apoMaTH4ecKasi KOJbLieBasi CUCTeMa, KOTopasl Hapsay IO MeHbIIed mepe ¢ ogHuM C-aToOMOM COAEP)KHT OJUH
WA HECKOIBKO TeTepoaToMoB, BEIOpaHHBIX 3 N, O w/mm S. [IpuMepaMu Takux TPyHH SBIAIOTCS (pypaHuU,
THo(eHmT (THEHWI), TUPPOIHI, OKCA30JHJ, THA30JII, WMHUAA30JMI, W30KCA30Mi, u3oTHazommwi, 1,2,3-
Tpuazomwi, 1,3,5-Tpua3onmi, TupaHul, MAPUIWI, THPUIA3UHIL, THPUMUAAUHII, THPa3uHWI, 1,2,3-TpuasuHmni,
1,2,4-tpuazunamn, 1,3,5-tpuasunmn, 1,2,3-oxcagmnazommin, 1,2,4-okcamuaszommn, 1,2,5-okcaguazonun, 1,3,4-
okcaamazonwi, 1,2,3-tnaguazonwn, 1,2,4-tnaamazonwt, 1,2,5-tnaamazomwn, 1,3,4-Tuaana3onwi, TETPa3Oiwl,
THAMAa3UHII, UHIOJIWII, M30UHI0NWI, OeH3odypanmwi, 6eH3oTnodeHms (THaHaQTeHU), UHIA30MIMI, OCH3UMHU-
JTa30JMI1, OCH3THA30JIIII, OCH3U30THA30JIWII, OCH30KCA30JIMII, OCH3U30KCA30JIMII, ITYPUHWI, XUHA3OJUHMII, XHHO-
3UWJIMHWII, XUHOJIMHUII, U30XWHOJIMHUJI, XHHOKCAJIMHWII, Ha(l)TI/lpl/II[I/lHl/Iﬂ, NTCPUANHUNII, Kap6a30n1/1n, a3CIMUHNII,
JTUa3eMHWI, akpuIuHUI U apyrue. [lox TepmMuHOM "reTepoapui’ moapasyMeBaroTcs TakKe YaCTUYHO THAPUPO-
BaHHBIE T'€TEPOIMKINUECKHE apOMaTH4YeCKHE KOJIBIEBbIE CHCTEMBbI, NMPEXIE BCEro IepeurciieHHbIe Bble. B
KayecTBe IpUMepa IOAO0OHBIX YACTUYHO THAPHPOBAHHBIX KOJBIIEBBIX CHUCTEM MOXHO Has3BaTh 2,3-
JTUTHIpOoOeH30(hYpaHIII, TUPOIUHIII, TUPA3OIHHIII, HHIOIMHUII, OKCA30JIMANHII, OKCA30JIMHHUII, OKCA3EeTTHHIII U
IpyTHE.

Tepmunamu Trma "apun-C,-C, ankun", "rerepoapmi-C,-C, ankmn" u 1.11. 0603Havaercs C,-C,, ankui, Ko-
TOPBIA COOTBETCTBYET NPUBEACHHOMY BBIIIE ONPEACICHUIO W KOTOPBIA 3aMEIICH apUiIbHON HIIN TeTepOapriIb-
HOM IrpyIIOM.

HexoTtopsbie 13 MpUBEICHHBIX BBIIIE TEPMUHOB MOTYT HECKOJIBKO Pa3 BCTPEUAThCA B ONPENEICHUH TOH WIH
MHO# (popMyIIbI MJIH IPYIIIIBI B KAXKIOM TaKOM ClIydae He3aBUCHMO JIPYT OT JPYra UMEIOT OJHO M3 YKa3aHHBIX
JUISL HUX 3HaY€HUH.

ITon TepMuHOM "HEHaCBHIIIEHHasT KapOOIMKJINYecKas Ipymmna" Wid "HEHACBIIIEHHAs reTepoLUKINYecKast
rpynmna", UCHoib3yeMbIM IPEeXJie BCero B ompejeneHnd rpynnsl Cy, Hapsily C MOJHOCTBIO HEHACHIIIEHHBIMU
TpynnaMu TOAPa3syMEBAIOTCS TAKKE COOTBETCTBYIOIIME, JHIIb YACTHYHO HEHACHIIICHHBIE TPYIIIBI, TJIaBHBIM
00pa3oM OJIHO- ¥ IBYKPAaTHO HEHACBIIIIEHHBIE TPYIIIIbIL.

Hcnonp3yeMoe B HACTOAIIEM OIHMCAHUH BHIpakeHHE "HE0Os3aTeIbHO 3aMeIIeHHBIH" 03HaYaeT, 4To CHao-
JKCHHAsl TaKUM OIIpENeIIEHUEeM TPyIIa JH00 SBISIETCS HE3aMEIIeHHOW, THO0 OJHO- WM MHOTO3aMeIIeHa yKa-
3aHHBIMH B KaKJOM KOHKPETHOM CIIydae 3aMECTHTEISIMA. ECiH COOTBETCTBYIOMIAs TPYIIa SBISIETCS MHOTO03a-
MEIIEHHOH, TO €€ 3aMECTUTENN MOTYT OBITh HACHTUYHBIMH WIIH Pa3IHIHBIMU.

OnucaHHbIE BBIIIE OCTATKU U 3aMECTHTENIM MOTYT ObITh PACCMOTPEHHBIM BbIlIe 00Pa30M OIHO- WA MHO-
ro3amemieHsl propom. K mpennoyturensHBIM (GTOPUPOBAHHBIM ANKHIBHBIM OCTATKaM OTHOCATCS (PTOpMETHI,
mudropmernn u Tpudropmerii. K npeanodruTensHbIM (TOPUPOBAHHBIM QJIKOKCHOCTaTKaM OTHOCSTCSL (TOp-
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METOKCUTPYIIIIA, TUPTOPMETOKCUTPYIIA U TpUPTOpMeTOKCUrpymna. K mpearnoyTuTenbHbiM (HTOPUPOBAHHBIM
ANTKWICYIb(QUHUIBHBIM U AJIKWICY/Ib()OHUIBHBIM TPYIIIIAM OTHOCSATCS TpUTOpMETIWICYIbGUHII U TprdTOpME-
THICYTB(GOHMI.

[Mpennaraembie B U300peTeHHn coeauHeHus: oouiel Gopmynbl [ MOryT copeparh KHCIOTHBIE TPYIIIbI,
NPEeUMYIECTBEHHO KapOOKCWIIbHBIE TPYIIIbI, W/HIH OCHOBHBIE TPYIIIbBI, TaKHe, HAIpUMep, KaK (yHKIMOHANb-
Hble aMuHOTrpynIbl. C yueToMm 3Toro coequHeHust oomel hopmyiisl I MOryT OBbITH HIpE/ICTAaBICHBI B BUJIE BHYT-
PEHHUX CcOJIeil, B BUJE cojiel ¢ (hapMaleBTUYECKH NPHUEMIIEMBIMH KHCJIOTaMH, TAKMMH KaK COJITHas KHCIOTa,
cepHas Kuciora, (pochopHasi KHCI0Ta, CyJIb(HOHOBAS KHCIOTa WM OpraHMYeCKHe KUCIIOTHI (HarnpuMep Majeu-
HOBas KHCJIOTa, (pymMapoBast KHCIIOTa, IMMOHHAs! KHCIO0TA, BUHHAsI KUCIIOTa WM YKCYCHAsl KUCIIOTa), TMOO B BUIE
coJsiell ¢ (hapMaleBTUYECKH IPUEMIIEMBIME OCHOBAHUSIMHU, TAKUMH KaK THAPOKCHIIBI MIIM KapOOHATHI IETOYHBIX
WU [IET0YHO-36MEJIbHBIX METAJIOB, THIPOKCUIbI IUHKA UM aMMOHHUS MM OPraHMYECKUE aMHHBI, HAIIPUMEP
JDTHIAMUH, TPUITHIAMUH, TPUITAHOIAMUH U JIPyTHE.

[Ipennaraempie B M300pETEHUH COSITUHEHHSI MOYKHO TIOJIy4YaTh C UCIOJIb30BAaHUEM METO/IOB CHHTE3a, KOTO-
pble B NPUHIIMIIE U3BECTHBI KaK TakoBble. [Ipe/uiaraemMpie B M300pETEHUH COEANHEHUSI TIPEINIOUYTUTENBHO MOy~
4aTh ONMMCAaHHBIMU BhIIIIE U O0jiee MOAPOOHO PACCMOTPEHHBIMHU HIDKE CIIOCOOAMH.

[pemiaraeMpiii B M300PETEHUHU CIIOCOO MOTYYCHUS COCTUHECHUH, 00pa3yIOIMX MEPBYIO TPYIINY COCAUHE-
HHﬁ, COOTBETCTBYIOIIUX MPEANOUYTUTEIbHBIM BapyuaHTaM OCYIICCTBICHUSA H306peTeHl/Iﬂ, T.C. TE€X COCHHHCHMﬁ, B
KOTOpBIX TpyINa A M OCTaTOK R He coearHEeHbl HEMOCPEACTBEHHO JPYT C JPYroM, Mojpaszessercs Ha JBa,
NPUHIMIHAIBHO Pa3INYaloInXcsl MeXy co00i BapHaHTa.

[TepBrIit BapuaHT OTHOCHUTCS K IOJIyYEHHUIO TeX coelnHeHNH GopMynsl I, B KOTOPHIX rpymnmna A mpeacras-
JsieT co00il COeMHEHHYIO Yepe3 aToM a30Ta ¢ KapOOKCaMHUIHOW IPYIIION a30TCOMEpIKallyl0 IeTepOLUKInYe-
CKYIO TpYIIITy, KOTOpasi HApsILy ¢ aTOMOM a30Ta MOKET TAKXKEe COJEPIKATh €I OMH WK JPYTHe reTepOaTOMBI,
BeIOpaHHBIe 13 N, O u S. B3anmopetictere amuHa Gopmyisl I-1 co BropuuHsM amuHOM (opmyIsl [-2 mpow-
JIOCTPUPOBAHO HA TIPUBEICHHON HIDKE OOIIEH peaknOHHOHN cxeme 1.

Peaximonnas cxema |
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CoryacHO NMPHUBEACHHOI BhIlIE cxeMe cHavyaia aMuH (opMyiibl I-1 mpeArnoYTUTENbHO MOJBEPTaOT B3au-
mozeticreuto ¢ KT (1,1'-kapbonmnan(1,2,4-rpua3zonom)) B pacTBOPUTENE MM CMECH PACTBOPHUTENEH, a 3aTeM
PEaKkIMOHHYIO CMECh ITO/IBEPraloT JajbHEHIIEMy B3aUMOJACHCTBUIO ¢ aMHHOM (opMyJsl [-2, ipu 3TOM K peak-
IIMOHHOW CMEeCH 10 W/WiM 1ocie B3aumozeicTeus amuHa ¢ KJ[T no6aBisioT mo MeHbIIed Mepe OHO OCHOBA-
aue. [Ipu stom amue dopmynst [-1 npeamoururensHo moaseprats B3anmoxeticTeuio ¢ KT B uHTEpBane Tem-
neparyp ot -20 no 20°C, a mocnenyromiee B3auMOAEHCTBUE ATOH pPEeakIMOHHON CMecH ¢ aMHHOM (GopMyJsl [-2
HIPENOYTUTENLHO IPOBOAUTE B MHTEpBane Temmneparyp oT 40 go 100°C mpu MOISpPHOM COOTHOIIEHUH MEXKIY
amuaoM (opmynsl -1, amunom dopmynsr 1-2, KT u ocHoBammem, cocraBmstomem 110,25:1+£0,25:1+
0,25:3+1,5. B xauecTBe OCHOBAaHHUM MPEANOYTUTEIHHO IPUMEHATH a30TCOAEPIKAIINE OCHOBAHUS, PEXIE BCErO
TPETUYHbIE AMUHBI, HAIIPUMEP TPUITUIAMUH.

AmuH opmyier -2 MOXeT mpencTaBIATsE cOO0H HachIeHHOe N-TeTepONUKINYECKOe COeNUHeHHE, Ha-
IpUMep MTUIEPA3NHOBOE IPOU3BOJHOE, TIPEIICTABICHHOE Ha IIPUBEICHHON HIKE PEAKIIMOHHON cxeme 2.

Peaknmonnas cxema 2
cl
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Bropoii BapraHT OCYyILECTBICHHS [IPEAJIAraeMoro B U300pETEHHH CMOCO0a OTHOCHUTCS K IOJIyYEHHUIO OC-
TaJIbHBIX, HE MOAMNAAA0IINX MO/ EPBbI BAPUAHT coeqHEHUH (HOpMyYJIbl I, B KOTOpBIX IpyIna A He COeJnHEeHa
HETOCPEICTBEHHO ¢ octaTkoM R°. BiamMozeiicTBre KapGOHOBOI KHCIOTHI ¢dopmyist 1-3 ¢ TBTY (rerpadrop-
6oparom 2-(1H-6enzorpuazosn-1-mn)-1,1,3,3-Terpamerinyponus) u amuaoM ¢Gopmyisl [-1,mpoBoaumoe B pac-
TBOPHUTEJIC WJIA CMECH PACTBOPUTEJICH B MPUCYTCTBUH IO MEHBIIICH MEpPe OJHOTO OCHOBAHMS, MPOUILTIOCTPUPO-
BaHO Ha PeakIMOHHOI cxeme 3.

Peakunonnas cxema 3
RLN/X\Y/Z\N—H L1

§
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R—N" Y T

CortacHO 3TOi# cxeme KapOOHOBYIO KHCIOTY (hOpMyJibl I-3 MpeanouTHTEFHO MOIBEPraloT B3auMoIeicT-
Buto ¢ TBTY B pacTBOpuUTENie WM CMECH PACTBOPUTEINIEH, a 3aT€M PEAaKIMOHHYI0 CMECh MOJIBEPIaloT JalbHEn-
meMy B3auMOJICHCTBUIO ¢ aMUHOM (popMyats I-1, ipr ATOM K peakIIMOHHON CMECH 10 W/HJIH TIOCIIe B3aMMOJICH-
cTBUs KapOoHOBOH KucaoThl ¢ TBTY mo6aBnsaroT mo MeHbIel Mepe 0OHO OCHOBaHHE. BmecTo kapOOHOBOW KH-
CJIOTBI MOYKHO TaKX€ HCIIONB30BaTh COOTBETCTBYIOIINE €€ aKTHBHPOBAHHBIC NIPOU3BOMIHBIC, TaKUe, HAIPUMED,
Kak 3(HUpHI, OPTO-3(QUPHI, XJIOPAHTUAPHIEI WIN aHTHIPHUIBLL. B KadecTBe OCHOBaHMS MPEATIOYTUTEIHHO IIPUME-
HATH a30TCOAEpIKaIee OCHOBAHHE, MIPEXkKIE BCEro TPETUUHBINA aMIH, HallpuMep TPUATHIaMHUH. B3anMoneiicteue
kapO6oHOBO# kuciotsl popmyet -3 ¢ TBTY, a takxke mocieayrolee B3auMOCHCTBHE ITOH peaKIMOHHOI cMe-
cu ¢ aMmuHOM (hopMynsl I-1 mpeamouTuTeNnsHO MPOBOANTE B MHTEpBajie Temmeparyp ot 0 mo 60°C mpu momsp-
HOM COOTHOLICHUH MEXIy KapOOoHOBOH kucnoroit ¢popmyssl [-3, amunom ¢opmyist I-1, TBTY u ocHoBanuem,
cocrasistroneM 1+0,25:14+0,25:1+0,25:1-4.

Hcxonnoe coenuuenue Ghopmyibl [-3 mogy4aroT B COOTBETCTBUU C U3BECTHBIM CIICI[HATUCTAM METOIOM.
Tak, B 4aCTHOCTH, TUAPUJIBHBIC COCAUHEHHS TOIy4atoT coueTanreM 1o peakimu Cysyku (Suzuki), ucxons, Ha-
NpUMep, U3 MPOU3BOIHBIX M-OPOMapHUIKapOOHOBBIX KUCIIOT M MPOU3BOAHBIX apHIOOPOHOBBIX KHCJIOT B IIPHUCYT-
CTBHH KaTam3aTopoB Ha ocHoBe Pd[0].

[Ipennaraemslii B M1300peTeHUN CIIOCOO MOTYYEHHS COEIMHEHHH, 00pa3yroNiX BTOPYIO IPYIITY COEIMHE-
HUH, COOTBETCTBYIOIINX MPEAMOYTUTEIBHEIM BapUaHTaM OCYIIIECTBICHUS N300pPETEHUS, T.€. TeX COCTUHCHUH, B
KOTOPBIX Tpymma A M ocTaTok R’ coemMHEHb! APYr ¢ APYroM, MOAPA3AENseTcss HA CeMb BAPHAHTOB 110 UHCITY
3HaYeHHUH Tpynnbl Q, KOTOpast MOXKET MPEACTaBISTh co0oi oy u3 rpynm hopmyn [1la-I1Ig.

CornacHo IepBOMY BapHaHTy, KOTOPBIA OTHOCHUTCS K TIOJTYYEHUIO COCIMHEHHH, B KOTOPBIX Q MpencTaBis-
et coboii rpynmy -CR°R’- (I1a), amun popmynsl Ia.1 moxBepraroT B3aMMOAEHCTBUIO ¢ IPOU3BOIHBIM hUpPa O-
OpOoMMeTHIIOCH30MHOM KUCIOTHI (OpMyIBI [a.2, 4T0 MPOMILTIOCTPHUPOBAHO HA MPHUBEIECHHON HIDKE PEaKIIMOHHON
cxeMe 4, Ha KOTOPOii 11 YIIPOIIEHHUs He TI0Ka3aHbl 3aMECTUTENN L' L% LB (heHNIIBHOM KOJIBIIE.

Peakunonnas cxema 4
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CoracHO 3TOi cxeme MPOou3BOAHOE dhHpa 0-OpoMMeTHIOSH30MHOM KUCIOTHI (hopMyibl [a.2 npeanoyru-
TEJILHO TI0/IBEPraloT B3aMMOJEHCTBHIO ¢ aMUHOM (opmyibl la.l B pacTBOpUTENE WM CMECH PacTBOpUTENEH C
J00aBJIEHUEM 110 MEHBIIEH Mepe OJHOro OCHOBaHHWS. Bmecto mpousBogHoro 3¢upa 0-OpoMMeTHIIOEH30HHOM
Kucinotsl QGopmynbl la.2 MOXHO HCHONB30BaTh M HMHBIE COOTBETCTBYIOUIME IIPOM3BOAHBIE 3(GHPOB O-
OeH3MI0EH30MHBIX KHCIIOT (C MOJIOM MIIM ME3WJIaTOM BMecTO Opoma). B kauecTBe OCHOBaHHMS MPEANIOYTUTEIHHO
UCIIONB30BaTh KapOOHAT Kallis WK KapOOHAT LE3Hsl, OTHAKO MOYKHO TaK)Ke HCIIOJIb30BATh M TPETHYHBIC aMHHBI,

-25-



012834

HampuMep TpudTIIaMuH. [IpomsBogHOoe 3¢dupa 0-OpoMMeTHIOEH30HON KHCIOTH (opMynsl [a.2 mpenmouTn-
TEJILHO TOABEPraTh B AllETOHUTPUIIE B3aUMOAEHCTBUIO ¢ aMHHOM (hopmyiiel la.]l u kapOoHATOM Kanus B KauecT-
BE OCHOBaHMA B MHTepBase Temneparyp oT 40 no 80°C mpu MOISPHOM COOTHOIICHHH MEXTY IPOW3BOJHBIM
adupa o-OpommeTIIOeH30HHOM KucnoThl [a.2, amuHoM (opmyiisl la.1 n kapOOHATOM Kayusi, COCTaBISIOLIEM
1+0,25:140,25:3+0,50.

CornacHO BTOPOMY BapHaHTY, KOTOPBIH OTHOCHUTCS K MOJYIEHHIO COSUHEHNH, B KOTOPBIX  mpezacTrasis-
et coboii rpynmy -CR°=R’- (I1Ib), H30XHHOIMHOHOBOE IPOM3BOIHOE (opMyIE! Ib.3 MOABEpPraloT B3aHMOEHCT-
BUIO C NEKTPOUIEHBIM coeqrHeHreM GopMyiibl [b.4 ¢ monyueHneM H30XHHOJIMHOBOTO IIPOU3BOJHOTO hopMy-
abl [b.5, koTopoe 3aTeM 1O M3BECTHBIM METOJAM AEPHUBATH3UPYIOT 0 coexuHeHus ¢popmyisl 1. M3oxuHoamnHO-
HOBOE Mpou3BoaHoe Gopmybl [b.3 mosy4aroT U3 MPOU3BOAHBIX KOPUYHOM KHCIOTHI hopmysibl Ib.1 ux B3aumo-
neiicteueM ¢ (EtO),P(O)N;. Metox cunresa ckenera Mosiekydsl onrcad y M. Becker n np. B Bioorganic & Me-
dicinal Chemistry Letters, 9, 1999, cc. 2753-2758. [locnemoBarenbHOCTh XUMHYESCKHX TPEBPAIICHAN B COOTBET-
CTBHH CO BTOPBIM BapHaHTOM OCYILECTBICHHS MIPEAIaraeMoro B M300peTeHnH criocoda MporUIIOCTPHPOBaHA Ha
TIPUBEICHHON HIKE PEAKIIMOHHOM CXeMe 5, Ha KOTOPOif JUIsl YIPOIIeH s He MoKasaHsl 3amectutenn L', L%, L B
(heHMITEHOM KOITBIIE.

Peaknuonnas cxema 5
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Coenunenue Gopmysl [b.2 npennodTUTENBHO MMOMyYaTh B COOTBETCTBUU C ONMCAHHOM HIKE IOCIIe10Ba-
TENBHOCTHIO peakuuii. [Ipon3BoHOEe aKpUIIOBOW KUCIOTHI (popmyiiel Ib.1 cHavana mom ASHCTBHEM XJIOPHUPYIO-
IIMX areHTOB, TAKMX KaK THOHWJIXJIOpPHUJ, NeHTaxyopu (ochopa MM OKCATMIXIOPUA, TPEBPAIIAIOT B XJIOPaH-
THIPU/ 3TOH KHCIOTHI, TPOBOAS PEAKLUIO 0€3 pacTBOPUTENS TMOO MpH HEOOXOAMMOCTH B MHEPTHOM PacTBOPH-
TeJie, TAKOM KaK JUXJIOPMETaH, ipu Temreparype B unrepsaie ot 0 g0 80°C. DTOT XJIOpaHTUAPHUA 3aT€M IO
JieficTBUEM a3ujia HaTpUsl NEPEBOJAT B PACTBOPUTENE UM CMECU PACTBOPHUTENEH B a3UIHOE IPOU3BOJHOE aKpU-
JIOBOW KHMCIIOTHL. PacTBOpHUTENEM IPU 3TOM MOXKET CIIYXKHTh, HAIPUMEp, TUOKCaH, TeTparuapodypan i Boza.
W3ommanatHoe mpomsBogHoe (popmyiel [b.2 mpeamodTHTEN HO CHHTE3MPOBATh HEMOCPEICTBEHHO, MOIBEpras
MPOU3BOTHOE aKPHUIIOBOM KHCIOTHI (hopmynsl Ib.1 B mpuCyTCTBHM OCHOBaHMS OCHCTBHUIO a3uaa AH(DEHUIOBOTO
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a¢upa dochopHOIl KHCIOTHI B pacTBOpHTEIe IpH Temneparype B unrepsaie ot 0 mo 150°C. B xauectBe pac-
TBOPHUTEIS TP 3TOM MOXHO HCIIONIb30BaTh, HAIPUMEpP, TOIYOJ WM AMOKCaH. B KauecTBe OCHOBAHWIA MOKHO
WCTIOB30BaTh TPETUYHBIC aMHUHBI, TAKHE, HAIPUMEp, KaK TPUATIIAMHH. [Ipo0KUTENFHOCTS PACCMOTPEHHBIX
BBILIE peakiuii cocTasiseT oT 1 1o 12 4. Peakiuo mpor3BOAHOI0 aKpUIIOBO# kucioThl hopmyiisl Ib.1 ¢ azunom
nudenmioBoro a¢upa GocGopHON KUCIOTH U TPHUAITHIAMUHOM MPEANOYTHTEILHO MPOBOAUTH IPH MOJSIPHOM
COOTHOIIIEHUH MEXTy HUMH, cocTaBiisttorem 1+0,25:1+0,25:1+0,25, B Tommyose B KadecTBE paCTBOPUTEIIS.

[Ipu HarpeBe W30IIMaHATHOTO MPOU3BOAHOTO (hopmyisl Ib.2 B pacTBOpHTENne, HEOOA3aTENBFHO B MIPUCYTCT-
BUM OCHOBaHMsI, TAKOTO, HAIPUMeEp, Kak TPHUOYTHIAMUH, 00pa3yeTcss H30XWHOJIOHOBOE MPOHU3BOIHOE (HOPMYJIBI
Ib.3. Peakuuro npeAnouTUTEIbHO MPOBOANTL B TUPCHUIOBOM d(HUpE MPH TEMIEPaType B JUAMa30HE TeMIIepa-
TYpBbI KHIICHHsI PEaKIMOHHOM cMecu. B kauecTBe MCTOYHMKOB TeIUIa JUIsl HarpeBa PeaklMOHHOW CMECH MOYHO
UCIIOJIB30BaTh MACIISIHBIC OaHU, 0aHHM ¢ METAJUTUYECKUM PACILIABOM WIIM MUKPOBOJIHOBBIC TICUH.

B3anmopeiicTBue M30XMHOJIOHOBOTO MPOU3BOAHOTO (opmMydsl [b.3 ¢ Me3unaTHbIM MPoU3BOAHBIM (hopMmy-
161 Ib.4 ¢ mosrydeHneM H30XHMHOJIOHOBOTO MPOM3BOAHOTO (hopMyiisl Ib.5 mpoBoasT B pacTBOpHUTENE B IIPUCYTCT-
BUU OCHOBaHUS Ipu Temmeparype B uHTepBane oT 0 mo 150°C. Peakuuio M30XMHOJIOHOBOIO HPOHM3BOJHOIO
tdopmymsl 1b.3 ¢ Me3uIaTHBIM TPOU3BOAHEIM (opMyIHI [b.4 v THAPUIOM HATPHS MPENOYTHTEIHHO IPOBOINTE
MPU MOJIIPHOM COOTHOLIEHMH MEXIy HUMH, cocTaBisitomieM 1+0,25:1+0,25:1+0,25, B IM® B kadyectBe pac-
TBOPHUTEIIS.

NzoxuHOMOHOBOE TIpOM3BOHOE (hopMyIHI Ib.5 s mepeBoa ameTans B COOTBETCTBYIOLIHIA albIeTH CHA-
YaJa MOABEPraloT XUMUIECKOMY IPEBPAICHUIO B PACTBOPHUTENIE B MIPUCYTCTBUH KHCIOTHL. DTOT allbACTHI 3aTeM
MEPEBOMAT B PACTBOPHUTENE B MPUCYTCTBUHU BEUIECTBA-IIEPEHOCUMKA MIPOTOHA, & TAKXKe B MPUCYTCTBHM aMUHA U
KUCIIOTBI B coefrHeHue Gopmysbl Ib. B kauecTBe mprMepa BelecTB-NIEPEHOCUUKOB MIPOTOHA MOXHO Ha3BaTh
TPUALIETOKCUOOPTUAPH HATPHs, OOPTUIPHA HATPHS M LIMaHOOOPruApUA HaTpus. Peakuuio anpaeruia, BbICBO-
00KIaloIerocst U3 U30XMHOJIOHOBOTO MPOU3BOAHOrO (opMyibl 1b.5, ¢ aMUHOM M 1IMAaHOOOPTUAPHUIOM HATPHS
MPEIIOYTUTENFHO TPOBOAWTE TNPH MOJSPHOM COOTHOIIEHHHM MEXIy HHMH, cocraBmaomeMm [+0,25:1+
0,25:0,8+0,25, B MeTaHONIE M YKCYCHOHM KHCIIOTE TIPH TemuepaType okoio 20°C.

CHHTE3 U30XUHOIMHOB (PopMyJibl [b, BKITFOYAst NICXOAHBIC COCTUHEHNUS, a TAKXKE MOCICAYIOIIAs UX JepUBa-
TU3alusa 10 aMruHa NpOUJIJIIOCTPUPOBAaHbI HA le/IBe[leHHOﬁ HUXKE peaKIJ,PIOHHOﬁ CXEME€ Ha MPUMEPE KOHKPETHOTO
COCJIMHEHUS, IIPH TOM KacaTeJIbHO CHHTE3a dAyKTa 1, YKa3aHHOTO Ha MPEICTaBICHHOW HIDKE PEaKIMOHHOU
cxeme 6, MOJKHO COCIIaThCsl Ha ONMCaHue Mpolecca MoyTydeHus Gprasa3snHOHOB (peakMOHHas cxema 8).

Peakunonnas cxema 6
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CornacHo TpeTbeMy BapHaHTy, KOTOPBI OTHOCUTCS K IIOJYYCHUIO COSIUHEHHUH, B KOTOPhIX Q mpencras-
nsier coboii rpynmy -N=CR®- (Illc), dranasuzonoBoe mpousBogHOe hopMysbl Ic.4 TOABEPraloT B3aUMOAEHCT-
BUIO C MEKTPOMQMIBHEIM coennHeHneM (hopmynsl Ic.5 ¢ momydeHneM (rana3mHOHOBOTO MPOU3BOIHOTO (hopMy-
7161 Ic.6, KOTOpOe 3aTeM M0 U3BECTHBIM METOJaM ePHBAaTU3UPYIOT N0 coenuHeHus Gopmyisl lc. dranasuHoHo-
BOE MpoM3BOAHOE (opMyisl Ic.4 mis ciydas, koraa R® mpencrasmser coGoit BOIOPO, MOMyYalOT HCXOIS M3
(EeHUIIOKCAa30JILHOTO MPOU3BOAHOTO (GopMyisl Ic.1, KOTOpoe amMIupyloT A0 0-OKCa30IMIOEH3aIbIEIHAHOTO
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npou3BoHOTO (popMyiel Ic.2, KOTOpoe B CBOIO oUepenb 3aTeM MUKIH3YIOT 10 3-runpokcu-3H-n306en30¢ypan-
1-onoBoro npousBoHoro Gopmyisl Ic.3. Meron cuHTe3a ckenera Mosekyibl onucan y M. Napoletano u np. B
Bioorganic & Medicinal Chemistry Letters, 12, 2002, cc. 5-8. Xumudeckoe npeBparieHue B COeIMHEeH s 001Iei
(hopMymBI Ic MPOMIITIOCTPUPOBAHO HA MPHUBEICHHON HIDKE PEAKIIMOHHOM cXeMe 7, Ha KOTOPOH /sl yIPOIICHUS
HE ITOKa3aHbl 3aMECTUTEIIN Ll, L2, L’s (heHUITLHOM KOJIBIIE.

Peakuunonnas cxema 7
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Hmxe 6omee mogpoOHO paccMOTpeHa IpeICTaBlIeHHAs Ha MPUBEICHHOHN BBIIIE CXEME ITOCIIEI0BATEIbHOCTD
peaxmmii. CHavaIa OKCa30JIMHOBOE MMPOU3BOAHOE (GOpMyIIEI Ic.1 moBepraroT METAUTUPOBAHUIO €TI0 B3aNMOICH-
CTBHEM C IMPHUEMIIEMBIM METAJUIOPTaHWMYECKHM PEareHTOM, a 3aTe€M IOJBEPraloT MpU TeMIepaType B HHTEpBae
ot -70 go 20°C, mpexnourutensHo 0T -20 go 0°C, B3aUMOICHCTBUIO C YKBUBAIICHTOM (POpMaibIeTrruia, TAKIM,
HampumMep, Kak AUMETII(OPMaMHU, HIH ¢ OPTOI(UPOM MypPaBEUHON KUCIIOTHI C ITOyYeHHEM COSAMHEHHS Qop-
MyJsl Ic.2. B kagecTBe pacTBOpUTENS IIPH ATOM MOKHO HCIIONB30BaTh, HAIIPUMEP, THOKCaH, TeTparuapodypax
WM TUSTUIIOBBIN 2¢up. Jlanee U3 3TOro coennHeHus Mo NEHCTBUEM BOJIHON CEPHON KHCIOTHI B paCTBOPHUTEIIE,
TaKOM, HallpUMep, Kak 3TaHOJ, IPU TeMIepaType BOJIU3M TeMIepaTypbl KMIICHUS! PACTBOPUTEINS WIIM CMECH pac-
TBOPHTEJIEH B TEYCHUE NPOMEKYTKA BPEMEHH, COCTaBIISIOIIEro OT 1 10 24 4, Mojyd4aroT CoeluHEeHHE oOIiei
¢opmyust Ic.3. @ranaznHOHOBOE Npon3BOIHOE (HOpMYJIHI [c.4 MOXKHO TONTydaTh B3aUMOJICHCTBHEM COSANHEHUS
¢opmyitsl Ic.3 ¢ ruapa3suHOM B YKCYCHOM KHCJIOTE M IPH HEOOXOIMMOCTH B PAaCTBOPHTEIIE IIPU TEMIIEPaType B
untepasie ot 20 u 120°C. Jlns cuHTe3a (TaIa3uHOHOBOIO MPOM3BOJHOTO (opMyJbl IC MCIOIB3yeTCsT aHao-
TUYHAs I0CNIEA0BATENbHOCTh XUMUUECKUX IIPEBPALEHUI, KOTOpasi paCCMOTPEHA BBIILE IPU OMUCAHUY MPoOLEcca
CUHTE3a COeAMHEHMsI o0miei hopmysl Ib.

-28-



012834

Merouka cuHTe3a Prala3uHOHOBBIX MPOU3BOAHBIX (OpMYIIBI IC, TIPEkK/Ie BCErO CHHTE3 UCXOIHBIX COE/IHU-
HEeHUIl W MOCIeyIolias UX JIepUBaTH3ALMs, NPOMWLIIOCTPUPOBAHA HA MPHUMEpPE KOHKPETHOTO COEIUHEHHS Ha
MPUBEJICHHOW HIMXKE PEaKIMOHHON cxeMe 8, UCIOJIb3yeMble Ha KOTOPOW COKpAIleHHs UMEIOT CIEAYIOIIne 3Ha-
yernsa: AI'JI o6o3nadaer amromoruapun autusd, Buli o6o3nagaer H-OyTmmmuTuii, [IM® ob6o3HagaeT AUMETHII-
¢dopmamun, MeOH obo3nauaer meraHon u Ms-Cl 0003HadaeT XJI0paHrUAPH METaHCYJIL(OHOBOH KUCIIOTHI.

PleaKumHHaﬂ cxema 8
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CoriacHO 4eTBepTOMY BapHaHTy, KOTOPBI OTHOCHTCS K IOJYYSHHIO COEIMHEHHH, B KOTOpBIX Q mpen-
craBisieT coboit rpymmy -N=N- (IIId), o-amurOO6EeH3aMuIHOE TIpoM3BOIHOE Gopmyisl Id.1 mpeBpammmarT B mpu-
CYTCTBHH IPHUEMIIEMOTO HATPUTA U KHUCIOTHI Yepe3 MPOMEKYTOYHOE AHAa30HINEBOE COCTMHEHNE B OEH30TpHA3H-
HOHOBOE Tpom3BogHOEe Gopmynsl Id. DTO0 XMMUYeckoe MpeBpalieHNe MPOMLIIOCTPHPOBAHO HA MPUBEACHHON
HIDKE PEakIOHHON cxeme 9, Ha KOTOpOW JAJIsl YIPOUICHHS HE TIOKAa3aHbl 3aMECTUTENN L', L3 L's (heHnpHOM
KOJIBIIE.

Peakimonnas cxema 9
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Coenunenue oOmeit ¢opmyisl Id.1 mpennodTUTeNnsHO MoaBepraTh XMMHYECKOMY MPEBPAIIEHHIO B pac-
TBOPHTEIIE, TAKOM, HAIIPUMEP, KaK METaHOJ, B IIPHUCYTCTBUN MUHEPAJIBLHOM KHUCIIOTHI, HAIPUMEP COJISIHOM KUCIIO-

TBI, M COZIEpIKAIIEell HUTPUT-HOH CONIM TIPH TeMIiepaType B uHTepBase oT -10 1o 30°C. AmMunOocoeauaeHune Gop-
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mynsl Id.1 mpeamouTuTensHO MOABEPraTh B3aMMOJICHCTBHIO C HUTPUTOM HATPHs NMPH MOJIIPHOM COOTHOILICHUH
MEXIy HAMH, coctaBisttomeM 1+0,25:1,5+0,25, mpoBoas peakiinio B METaHOJNIE B KaYeCTBE PACTBOPUTENSI U B
MPHUCYTCTBUH COJITHON KUCIIOTHI.

CornacHO MATOMY BapuaHTy, KOTOPBIH OTHOCUTCS K MOJTYYEHHUIO COEANHEHUH, B KOTOPBIX Q IpeacTaBiseT
coboit rpymmy -CO-NR’- (Ille), 0-aMHHOGEH3aMIUIHOE IPOH3BOIHOE ¢dbopmyiisl le. 1 moaBepraroT XUMUIECKOMY
npespaienno B npucyrcrBun K/ B xuHazonuHanoHoBoe npousBojaHoe ¢opmyisl le. KW ncnons3yior B
MOJISIPHOM OTHOLIEHHH K O€H3aMHUIHOMY ITPpOU3BOAHOMY (hopmyiisl le.1, OombiieM WiIM paBHOM 1, a peakuro 1o
MEHbIIIEH Mepe YaCTUYHO NPOBOJAT B MHTEpBajie Temnepatyp oT 35 no 100°C, npeamnodTuTensHoO IpU TemIepa-
Type B JAWala30HE TEMIEPaTyphl KUIICHNSI peakIMOHHON cMecu. [1o100HOe XMMIYecKoe MpeBpalieHne Ipouni-
JIOCTPUPOBAHO HA MPUBEACHHON HIXKE PeakLMOHHOHN cxeMe 10, Ha KOTOpOU A yNPOILIEHUs HE MOKa3aHbI 3a-
MECTUTENN Ll, L2, L’s (EHIITEHOM KOJIBIIC.

PeaKuI/IO}QIHa;I cxema 10
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CoracHO mecToMy BapHaHTY, KOTOPBIH OTHOCHUTCS K MOJYYEHHIO COSANHEHUH, B KOTOPBIX Q mpezcTaBis-
et coboii rpymy -CR*=N- (IIIf), o-amuHOGeH3aMIIHOE IPOM3BOIHOE hopMyIIbl If.] MOIBEPraioT B3aHMOCHCT-
BHIO ¢ KapOoHOBO# kuciotoii R*COOH n/uim ee COOTBETCTBYIOMMM aKTHBUPOBAHHBIM HPOU3BOIHBIM C TIOTY-
YEHUEM XHMHA30JIMHOHOBOTO Mpou3BogHOTO (hopmynsl If. B kauecTBe mpumepa npuemMiIeMbIX aKTHBUPOBAHHBIX
MPOMU3BOJHBIX KapOOHOBOH KHCIIOTHI MOXHO Ha3BaTh 3(QUPbI, OPTO-3(UPBI, XJIOPAHTUAPUIBl UIH AHTUAPHIBL.
KapOoHOBYI0 KHCIOTY, IPH ONPEACICHHBIX YCIOBUSIX B BUAE €€ aKTHBUPOBAHHOTO IPOU3BOJHOTO, UCTIOIB3YIOT
B MOJIIDHOM OTHOIICHHH K KapOOKCaMUAHOMY coeanHeHuto Gpopmyssl If.1, Gonbiiem uin paBHOM 1, a peakiuio
[0 MEHBIIEH Mepe YaCTUYHO MPOBOIAT B MHTEpBaje Temreparyp oT 35 mo 100°C, npeAmnouTUTENsHO MIPH TEM-
neparype B JHana3oHe TEeMIIepaTypbl KUIEHHs peakIHOHHOM cMmecH. [lomoOHOe XMMHYECKOe INpeBpalieHue
NPOWLTIOCTPUPOBAHO HA MPUBEICHHOW HIXKE PEAaKIIMOHHON cxeMe 11, Ha KOTOpO# st yIpOILEHUs HE TI0Ka3aHbI
3aMECTUTENN Ll, L2, L’s (EHIITBHOM KOJIBIIC.

Peakuunonnas cxema 11
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CuHTE3 XUHA30JIMHOHOBBIX MPOU3BOIHBIX (hopMymsl If, mpexie Bcero HCXOOHBIX COSAWHEHHUH, TPOUILITIO-
CTPUPOBAH Ha NPUMEPE KOHKPETHOI'O COEAUHEHMS Ha MPUBEIECHHONW HI)KE PEAKLIMOHHOM cxeme 12, ucronb3ye-
MBIE Ha KOTOPOW COKpaIeHus uMeroT cienyromue 3HadeHus: KW obo3navaer kapbonmmanumunaszon, ThTY
obo3Hauaet Terpadropdopar 2-(1H-6en3orpuazosn-1-un)-1,1,3,3-rerpamerinyponusi, a NEt; o603Ha4daeT Tpu-
sTinamMuH. Ha yka3aHHOW peakIMOHHOW cXeMe CHadaya MPOWJUTIOCTPUPOBAHBI MPOIECCHl CHHTE3a 00OMX HC-

XOMHBIX coenuHeHui 1 u 2.
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Peakmmonnas cxema 12
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Hcxonnble coequHeHus | U 2 mMoABepraroT COYETaHUIO MEXAY COOOH MyTeM aMHUIHOTO COYETaHHs C HC-
nons3oBanueM TBTY. Hurporpynmy B OpTO-NOJIOKEHUH IO OTHOLIEHUIO K IOJy4aeéMON aMHJIHOM CBSI3U BOC-
CTaHaBIUBAIOT B npucyTcTBUH PtO, no ammua. L{urxim3annio 10 XWHA30JIMHOHA MIPOBOASAT C MCHOJIB30BaHUEM
KapOOHOBOW KHCJIOTHI, B KAU€CTBE KOTOPOH B pacCMaTpuBacMOM Cilydae HIPUMEHSIOT MyPaBbUHYIO KHCIIOTY.

CornacHO celbMOMY BapHaHTy, KOTOPBIH OTHOCHTCS K IIOJIyYEHUIO COSAWHEHUH, B KOTOpPBIX Q mpencras-
nsetr coboit rpymmy -CO- (I1Ig), m306eH3odypanauoHoBoe mpou3BogHOe GopMyisl [g.2 moaBeprawT B3anMo-
JeHcTBUIO ¢ aMHHOM (opmyisl [g.1 ¢ momydeHrneM W30MHIOIINOHOBOTO TIPOU3BOAHOTO Popmyisl Ig. D10 XU-
MHUECKOE IPEBPAIICHUE IPOMUTIOCTPUPOBAHO HA MIPUBEICHHON HIDKE PEaKIMOHHOM cxeme 13, Ha KOTopo# A
YIPOLICHUS HE IOKa3aHbl 3aMECTUTENH L', L% L’s (EHIILHOM KOJIBIIE.

PeaknmonHas cxema 13
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CoracHO TIPUBEICHHON BBIIIE cxeMe M300eH30(ypaHIHOHOBOE Mpou3BoAHOE [g.2 moaBepraroT B3auMo-
JEUCTBHIO C aMHUHOM oOmiedt gopmynsl Ig.] mpu MONSIPHOM COOTHOLIEHHHM MEXAYy HUMHM, COCTaBJIAIOIIEM
1+0,25:1,5+0,25, B pacTBOpHTEIle, TAKOM, HAIpUMEp, KaK YKCyCHasl KHACIOTA. DTy PEakIHIo MPEATOYTUTEIHHO
MPOBOANTH MPHU TEMIIEPATYPE KUIEHHUS PACTBOPUTEIIS.

Bmecte ¢ TeM M30MHIOIANOHOBOE NPOU3BOAHOE (HOPMYIBI Ig MOXKHO TakxkKe IOIy4aTb B COOTBETCTBHU C
MIPUBEJICHHON HIDKE peakMOHHOHN cxemoil 14. IIpomnarocTpipoBaHHBIA Ha 3TOM cXxeMe METOJ| CHHTE3a OJHOIr0
WHJIMBUIYAJILHOIO COEIMHEHHS MOXKHO, KaK OYEBHMJHO /ISl CIIEIMAINCTA B JAHHOW o0siacTh, 0e3 Kakux-inobo
HpOGﬂeM HCIO0JIb30BaTh, IpH HeO6XO[ll/IMOCTl/I C HCKOTOPBIMH MO}II/I(l)I/lKaIJ,l/ISIMl/I, n 11 CUHTE3a MHBIX COCIHUHC-
Hui Gopmynsl Ig. CHavana u3 n300eH30(ypaHANOHOBOTO MPOU3BOIHOIO ITyTEM NMPUCOEIUHEHHUS aMHUHA IMOJy-
YaroT U30MHIOJIIMOHOBYIO (PyHKINIO, a 3aTeM codeTaHueM no peakuuu Cysyku B npucyrctsun Pd[0] mpucoe-
JUHSIOT CIEAYIOUIYIO apUIbHYIO TPYIILY.

Peakmumonnas cxema 14
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PaccMoTpeHHbIE BbIIIIE BO3MOXKHBIE TTOIX0/IbI K CHHTE3Y MPEAIaraeéMblX B H300pETEHUH COSIMHEHNI MOX-
HO C IPUMEHEHUEM H3BECTHBIX CHENUAIUCTY B JAaHHON 00JIaCTH 110 MEHBILIEH Mepe 10 CBOEMY IPHHIUITY METO-
JIOB, ONIMCAaHHBIX, Harpumep, B "Houben-Weyl - Methoden der organischen Chemie", 6e3 xakux-1160 mpobiem
MOIM(UIMPOBATh W/WIN TOTOIHUTH TPUMEHNUTEIBHO K MHAUBHIYATbHBIM CHHTE3UPYEMbIM COSINHEHHSIM.

[Tpn npoBeaeHNN ONMCAHHBIX BBINIE PEAKIUH MPUCYTCTBYIONIHE IIPU ONIPEAEIECHHBIX YCIOBHIX PEaKINOH-
HOCIIOCOOHBIE TPYIIIBI, TAKKE KaK THIPOKCH-, KapOOKCH-, aMIHO- WJIM MIMUHOTPYIIIBI, MOXXHO TI0 M3BECTHBIM M3
JIUTEpaTypbl METO/IAM 3aIHUIIATh HA BPeMs IIPOTEKAHMUSI PEaKIUU OOBIYHBIMH 3aLIUTHBIMU IPYIIIAMH, B KaU4ecT-
B€ KOTOPBIX MOKHO MCIOIB30BaTh MPEKAE BCEr0 OOBIYHO MPUMEHSAEMBIE B XUMHH TIENTH/OB 3aIUTHBIE TPYIIIHI,
¥ BHOBb OTILEIUIATH MX IO 3aBEPIIEHUN peakuuu. bonee monpoOHyo MH(GOPMAIMIO KacaTeIbHO TaKUX 3alHT-
HBIX TPYIII U UX IPUMEHEHHUS] MOKHO HalTH, HarpuMep, B 3asiBke WO 98/11128.

CrepeonsoMepHble coeiuHeHust Gopmyiibl (1) B IPUHIMIIE MOXKHO TPAJAUIMOHHBIMH METOJaMHU Pa3lelsiTh
Ha WHAWUBUAYAJIBHBIC CTECPEOU3OMCEPLI. Pa3):LeneH1/Ie TOJTYUYCHHBIX COC}II/IHCHI/Iﬁ Ha OTHACJIbHBIC OUACTCPCOMEPHI
OCHOBaHO Ha pa3NIM4MsIX B UX (U3MKO-XUMUYECKHX CBOMCTBAX M BO3MOXHO, HAIpHUMep, IyTeM (pakIHOHUPO-
BAaHHOW KPHCTAJUIM3AlMU M3 NPHUTOAHBIX JUIS 3TOM LIENM pacTBOPHUTEINEH, MyTeM XHUIKOCTHOW XpoMmarorpaduu
BeIcokoro pasieHus (JKXB/I) unu xoinoHO4HOH XpoMmarorpadyy ¢ UCHOIb30BaHUEM XUPAJIBHBIX MM MTPEANoy-
TUTEJIBHO aXUPaAIbHBIX HEMOIBIXHEIX (a3.

Coennnenns Gopmynsl (I) MOXKHO, Kak yKa3bIBaJIOCH BBHIMIE, MEPEBOAUTH B WX COJH, MPEXKAE BCETO LI
(apMaleBTHYECKOTO MPUMEHEHHS B MX (DPU3MOJIOTHYECKH COBMECTHUMBIE M (DapMaKOJIOTHYECKH IIpHEMIIEMbIE
comu. IlogoGHBIE coMH, ¢ OAHOM CTOPOHBI, MOTYT HPEACTABIATE COO0H (PU3MOIIOTHYECKH COBMECTUMBIE U (hap-
MAaKOJIOTHYECKU TIPHEMIIeMbIe KHCIOTHO-aJIUTUBHBIE CONM coeHeHui (popmyisl (1), oOpa3oBaHHbIE C Heopra-
HUYECKUMH WM OpraHn4eckumu kucinoramu. C apyroil ctoponsl, coequnerue ¢opmyisl (I) npu Hanmmumu y
Hero KapOOKCHJILHOTO aToMa BOJIOPO/ia MOXKHO B3aUMOJIEHCTBHEM C HEOPraHWYECKHMH OCHOBAHHUSIMH IEPEBO-
JIUTh TaKke B (PU3MOIOTHYECKH COBMECTUMBIE M (PapMaKOJIOTHUECKH NPUEMIIEMBbIE COJIH, COJepIKallne B Kade-
CTBE NPOTHBOMOHOB KAaTHMOHBI LIEJIOYHBIX WM IIEIOYHO-3€MEIbHBIX MeTauIoB. J{1si 00pa3oBaHMs KUCIOTHO-
A/JIMTUBHBIX COJIEH MOTYT MCIIOJIb30BAThCsl, HAIPUMEP, COJISTHAs KMCI0Ta, OPOMHCTO-BOIOPOIHASI KUCIIOTa, Cep-
Hast Kuciora, hochopHast KUCIOTa, METaHCYIb(OHOBAs KUCIIOTa, YKCYCHAs! KUCIIOTa, (pymMapoBasi KMCIIOTa, STH-
TapHasi KUCJIOTa, MOJIOYHAsI KUCJIOTa, JIMMOHHAsI KHCJIOTA, BUHHAS KHUCIIOTA WM MajeMHOBAasl KHCIIOTA. YKa3aH-
HBIE KHCJIOTHI MOJKHO, KPOME TOTO, HCIIONIb30BaTh U B BUIE MX cMecel. [yt oOpa3oBaHMs cojell COeTMHEHHS
tdhopmymst (1), comepxarmero KapOOKCHIIBHBIA aTOM BOJIOPOJA, C IIEIOYHBIMU M MIEIOYHO-3eMEeNTbHBIMU MeTal-
JaMU TIPEINOYTHTENBHO UCIIONB30BATh THIPOKCHIBI U TUAPHUIBI LIETOYHBIX U LIEJIOYHO-3€MEIbHBIX METAIIOB,
cpean KOTOpBIX 0osiee MPEeNNOYTUTENbHBI THAPOKCUABI M THAPUBI HIETOYHBIX METAJIIOB, IPEKAE BCETO HATPHS
W Kanus, a HanboJiee MpeArIoYTUTETbHbI THAPOKCUL HATPHUS U KaJTHsL.

[Ipennaraemble B N300peTEHUH COEINHEHUS, BKIIOYast X (PM3HOJIOTMYECKH COBMECTHMBIE COJIH, 00JIaIaloT
neiictBuem anraronuctos MCH-penenitopa, mpexae Bcero MCH-1-penienitopa, ¥ B ONBITax MO CBSI3BIBAHUIO C
MCH-perienTopoM IpOSIBJISIOT JOCTATOYHO BBICOKYIO CTETeHb a(UHHOCTHU (CPOJCTBA) MO OTHOLICHUIO K HEMY.
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Cuctemsl (papMaKoJIOrHIECKOTO MCCICAOBAHU aHATaroHMCTH4ecknx B oTHomennn MCH cBoiicTB npemarae-
MBIX B M300pETEHNN COEAMHEHNI PACCMOTPEHBI B TOCIEIYIONIEH SKCIIEPUMEHTAIBHOM YaCTH HACTOAIIErO OIH-
CaHusl.

[Ipenmaraemeie B M300peTEHUN COCIOMHEHUS, YUUTHIBAas HAIWYHE Yy HUX CBOMCTB aHTaroHucroB MCH-
perenTopa, IpeAnoYTHTEIBHO UCII0Ih30BaTh B Ka4ecTBE (papMaleBTHUECKUX JCHCTBYIONIMX BEIICCTB ISl TIPO-
(DMITAKTUKA W/WIK JICYCHUST COCTOSIHUM w/wim 3abosieBanuii, BhI3biBaeMbiXx MCH wiin COCTOSIIUX B MHOW IMPH-
yrHHO# cBsizu ¢ MCH. B nenom e npemiaraemple B M300pETECHUH COEIMHEHUSI 00JIaIal0T MAJIOW TOKCHYHO-
CTBIO, a TaKKe Xopoluiel abcopOupyeMOCTbIO TPH NMEPOPATLHOM IPUMEHEHUH M MHTpalepeOpalibHOM poxoau-
MOCTBIO, TIPE3K/IE BCEr0 CIIOCOOHOCTHIO MPOHNUKATH B TOJIOBHON MO3T.

[TosTomy antaronnctst MCH, koTopble copepar 1o MeHbIIeH Mepe OJJHO IpeiaraeMoe B n300peTeHuH
COEIMHEHUE, MOTYT MCIIOIB30BaThCS JUISl JICUSHUS /UK TPOQUIaKTHKN BbI3bIBaeMbIx MCH mim cocrosmux B
nHOU mpranHHOK cBs3u ¢ MCH coctostHuil w/mimn 3a007eBaHAN TPEK/IE BCETO Y MIICKOIUTAIONINX, HAIIPUMEDP
KPBIC, MBIIIEH, MOPCKUX CBHUHOK, 3ailleB, co0aK, KOIIEK, OBEI, JOIIaJei, CBUHEeH, KPYIMHOTO pOraToro CKOTa,
00€3bsH, a TaK)Ke YeJIOBEKA.

K 3aboneBanusm, Bei3piBaeMbiM MCH wmm cocrosimuM B wHOW mpwuuHHOW cBsizu ¢ MCH, oTHOCsATCS
TJIaBHBIM 00pa3oM CBs3aHHbIE C HapyLIEHWEM OOMEHa BEIECTB PacCTPOWCTBA, HApUMEp OXKHPEHHE, U pac-
CTpPOMCTBa NpUeMa IUIY, HApUMep OyJIuMus, BKIIIOYas HepBHYIO Oynumuio. [IpuMmeHeHne npemnaraeMbix B
M300pETeHNH COEJIMHEHUI MMO0Ka3aHO NMPEUMYLIECTBEHHO IPU TaKUX (OpMax OXKHPEHUs, KaK IK30TCHHOE OXKH-
peHue, THIEPUHCYITMHEMHYECKOE O)KUPEHHE, 0)KUPEHHE NPU TUIEPIUIa3uy, THIo(u3apHOe 0XKHUPEHUE, OXKHpe-
HHE TIPH THIOIIa31H, TUIIOTHPEO3HOE OXKHUPEHHE, TMIIOTAIaMUYeCKOe OKUPEHHE, CHMIITOMAaTHYECKOE OXKUpe-
HHe, MH)aHTUIIFHOE 0)KUPEHHE, 0)KUPEHHUE BEpXHEH YacTH TYJIOBHIA, AIMMEHTAPHOE OXKMPEHUE, THIIOTOHAJHOE
OKHPEHUE W HEHTpabHOE OXupeHHne. K ImokasaHusIM CXOIHOTO THUIA OTHOCATCS, KPOME TOTO, KaXeKCHsl, aHO-
pexcust u runepdarus. [IpemraraeMeie B H300peTeHHH COCOUHEHUS MO3BOJLIOT Mpekae Bcero 3(deKTuBHO
YMEHBIIATh YyBCTBO T0JIOJIA, CHI)KaTh, COOTBETCTBEHHO ITOJIABIIATh ANIETHT, KOHTPOJIUPOBATH ITHUIIEBOE MOBE-
JICHHE W/WIIH BBI3BIBATh YyBCTBO HACHIILIEHUS.

ITomumo 3TOTO K 3a60M€BanmsIM, Bbi3biBaecMbiIM MCH niu coctosmuM B MHOW npyuduHHON cBsizu ¢ MCH,
MOYHO HPUYHUCIHUTH TAKXK€ THUNEPIUITUAEMHIO, TAHHUKYJIUT, OTI0KEHHUE KA, 3JI0KAYECTBEHHBIN MacTOLUTO3,
CHCTEMHBIH MacTOIIMTO3, SMOIOHAJIbHBIE PAacCTPONUCTBA, a(heKTHBHBIE PACCTPONCTBA, NETPECCHU, COCTOSHHS
CTpaxa, HapylIeHHs PENpPOIYKTHUBHOW (QYHKIMH, HApyLIEHUS MaMsTH, pa3inyHble (JOPMbI JEMEHIIUH U TOPMO-
HaJIbHbIE PACCTPOMCTBA.

[Ipennaraembie B M300pETEHUN COEIMHEHHSI MOTYT TAaK)XK€ MCIOJIB30BAaThCS B KayecTBE JAEHCTBYIOIINX Be-
IIECTB JUIsl MPOQHITAKTUKY W/WIK JIEYEHHS JPYTHX 3a00JIeBaHUI W/WIIM PACCTPOMCTB M MPEXkJE BCETO TEX, KOTO-
pbie 00YCIIOBIICHBI OXHPEHHEM M B KadeCTBE NPHUMEpa KOTOPHIX MOKHO Ha3BaTh AnaleT, caXxapHbI Jualder,
TIIaBHBIM 00pa3oM muabet Tuma II, runepriankeMuto, TIIaBHBIM 00pa3oM XpOHHYECKYIO THIIEPTINKEMHI0, Truabe-
THYECKHE OCITIOKHEHHMS, BKIIOYas IUAOCTHYECKYI0 PETHHONATHIO, MHA0ETHUECKYI0 HEBpOIATHIO, aAnadeTnde-
CKy!0 He(ppomaTuro M T.J., HHCYJINHOPE3UCTEHTHOCTh, MATOJOTHIECKYIO TOIEPAHTHOCTh K IIIFOKO3€, CEpIIEUHO-
COCYIMCTBIE 3a00JI€BaHN, MIPEXKE BCETO apTEPHOCKIEPO3 U apTePUATIbHYIO THIIEPTOHHIO, M TOHMT.

IIpennaraemsie B m300pereHnu antaroHHcTsl MCH M KOMIO3UIIMK MOTYT C JOCTHXKEHHEM COOTBETCT-
BYIOIUX IPEUMYLIECTB MCIIOJIB30BATHCS B COUYETAHUU C AJIMMEHTApHOHM Tepamnueil, HalpuMep aJMMEHTapHOU
Tepanueit quadera, M GU3NUECKUMU YIIPAKHEHHUSIMU.

K npyrum moxazaHusiM, NpU KOTOPBIX MPEIIIOYTHTENILHO MPUMEHSTH MpeJlaraeMble B M300pETeHnH CO-
€/IMHEHUsI, OTHOCATCS NPOQWIAKTHKA W/WIM JIeYeHHE HapylIeHHH MOYEHCITyCKaHUs, HalpuMep HellepiKaHHs
MOYH, THIIEPAKTHBHOCTH MOYEBOT'O Iy3bIPsi, UMIIEPATHBHBIX MO3BIBOB Ha MOYEHCITyCKaHNE, HUKTYPHU U SHYype-
3a, TIPH 3TOM THIIEPAKTHBHOCTH MOYEBOTO Iy3bIPSl 1 MMIIEPATUBHBIC TO3bIBEI HA MOYEUCITyCKaHHE MOTYT OBITh
CBSI3aHbI WJIN HE CBA3aHBI C JOOPOKauECTBEHHON TUIIEPIIIIa3ueil TPOCTaTEHI.

Jns moctmxeHns cooTBeTCTBYIOMEro d(dekra mpemiaraeMble B H300pETEHNH COSIIMHEHUS enecoodpas-
HO BBOAWTH B OpraHusM ot | 70 3 pa3 B JeHb B 103€, KOTOPask IPU BHYTPUBEHHOM IJIM TOAKO)KHOM BBEICHUH
cocrasister ot 0,001 mo 30 Mr/kr Beca Tena, mpeamnouturenbao ot 0,01 10 5 MI/Kr Beca Tena, a Ipu Mepopatb-
HOM, Ha3aJbHOM WJIM MHTISIMOHHOM BBeaeHuU coctasisier oT 0,01 mo 50 Mr/kr Beca Tena, IPEANOYTUTEIBHO
ot 0,1 mo 30 mr/kr Beca Tema.

C 3T0ii 11eJIBI0 TIpeyIaraeMple B M300peTeHnu coenHeHus oomei Gopmynsl I, HeoOs3aTenbHO B couera-
HHH C IpyTUMH JEHUCTBYIOIIMMH BELECTBAMHU, KOTOPbIE OoJiee moipoOHO pacCMOTPEHBI HIUXKE, IIepepadaThiBalOT
COBMECTHO C OJJHAM WJIM HECKOJIbKMMH (DH3HOJIOIMYECKH COBMECTUMBIMU BCIIOMOTATEIbHBIMH BEIECTBaMHU,
OOBIYHBIMH MHEPTHBIMH HOCHTENSIMH W/WIM pa30aBUTEIISIMH, HAIIpUMEp C KyKYPY3HBIM KpaxMalloM, JIAKTO30H,
TPOCTHHKOBBIM CaxapoM, MHKPOKPHCTaJUIMUECKOH IIEJUTIONI030H, CTeapaToM MarHus, MOJUBHHUIITHPPOIHIO-
HOM, JTUMOHHOHN KHCJIOTOW, BHHHOW KHCIIOTOH, BOJIOW, BOJON/3TaHOIOM, BOAOH/TIHIIEPHHOM, BOJOH/COPOUTOM,
BOJIOW/TIOJINA3THIICHIJIMKOJIEM, TIPOIMIICHITIMKOJIEM, ETHICTEAPUIOBEIM CIIMPTOM, KapOOKCHMETHIILEIIIOI030H
WIN KUPOCOAEPKALIMMH BEIIECTBAMH, TaKMMH KaK OTBEP)KACHHBIM JKHP, WM X MPHUEMJIEMBIMH CMECSMH, B
OOBIYHBIE TAJIEHOBHI (POPMBI, TAKME KaK TAOIETKHU, ApaXke, KAINCyJIbl, OOJIATKH, MOPOILIKHU, TPAHYIIATHI, PACTBOPHI,
3MYJBCHH, CUPOIIBI, COCTABBI JUI a3P030JbHON MHIAISIINY, Ma3H WU CYIIIIO3UTOPUH.

IToMuMO €KapCTBEHHBIX CPECTB B HACTOSIIEM M300PETEHHN MPEIIararoTcsl Takke KOMIIO3ULIUH, COJlep-
JKalue 10 MEHBILEH Mepe OHO IpeaiaraeMoe B U300peTeHnH KapOOKCaMUIHOE COeIMHEHHEe W/UITH OJIHY Tpeji-
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JaraeMylo B M300pPETEHHH COJIb M HEOOSA3aTEIBHO OJTHO WIIM HECKOJIBKO (DM3MOJIOTHYECKH COBMECTHMBIX BCIIO-
MOrarenbHbIX BeuecTB. 11og00HbIE KOMITO3ULIUE MOTYT OBITH IPEICTABIECHBI TAKXKE B BHJE MHUIIEBBIX MPOTYK-
TOB B TBEPJOH MJIM KUAKOH (hopMe, B COCTaB KOTOPBIX BKIFOYEHO IPEATAraeéMoe B U300pETEHHH COETNHEHHE.

K gncny npyrux nefcTBYIOINX BEIIECTB, KOTOPbIE MPUTOIHBI I YKa3aHHOTO BBIIIE IPUMEHEHHS B COYe-
TaHUU C NpeajiaracMbIMU B l/I306peTeHI/II/l COCIMHCHUAMU, OTHOCATCS MPEKAC BCEIro TC U3 HUX, KOTOPLIC, HAIIPpU-
MEp, MO3BOJAKOT MOBBLICUTH TEPAINICBTHUYCCKYIO 3(1)(1)CKTI/IBHOCTI) npeagjiaracMoro B 1/1306peTeH1/11/1 AaHTaroHucra
MCH npu ero npiMeHEHUH NIPH OJHOM U3 YKa3aHHBIX BBIIIE [TOKa3aHUW W/MIIH ITO3BOJISIOT CHU3UTH JI03UPOBKY
npeaiaraeMoro B u3obpereHnn antaronucra MCH. OxHO MM HECKOJIBKO TOJOOHBIX APYTHX JIEHCTBYIOMINX
BEILECTB MMPENOYTHTENIFHO BRIOMPATh W3 IPYIIIHI, BKJIIOYAIONIEH AeHCTBYOIIME BEIIECTBA ISl JedeHus auade-
Ta, JICHCTBYIOIINE BEIECTBA IS JIEUEHHs! AMa0eTHIEeCKUX OCIIOKHEHHH, NEHCTBYIONINE BEIIECTBA JUIsl JICUSHUS
OKHPEHUS, MPEANIOYTUTENHHO OTINYHbBIE 0T aHTaroHncToB MCH, nelicTByromie BemiecTBa [Uisl JICUCHUS apTe-
pHUANBbHON THUIIEPTOHUM, ACHCTBYIONIME BELIECTBA IS JICUCHUS THIEPIUITUAEMHH, BKIIOYAs apTEPUOCKIEPO3,
JEWCTBYIOIME BEIECTBA JUIS JICYCHHUs apTPHUTa, JCHCTBYIOIIME BEIECTBA VIS JICUCHHUS COCTOSHHUM CTpaxa U
JICHCTBYIOIINE BELIECTBA JUIS JIEYEHUS JENPECCUI.

[lepeuncnenHble BbIIIE KJIACCHI AEHCTBYIONIIMX BELIECTB 0o0Jee MOAPOOHO PACCMOTPEHBI HIKE HA KOH-
KPETHBIX UX IIpUMEpax.

B kadecTBe mpumMepa JACHCTBYIONUX BEIECTB IS JICUCHUS quadeTa MOXKHO Ha3BaTh CCHCUOMIIM3ATOPHI K
WHCYJIMHY, YCKOPSIOIIUE CEKPELMI0 MHCYIIHHA BEIECTBA, OUI'yaHNAbl, HHCYJIHHBI, HHTHOUTOPBI Ol-TTTFOKO3UAA3bI
Y arOHUCTHI [33-alpEHOPELETITOPOB.

B rpymnmny ceHcHOMIM3aTOPOB K HHCYJIMHY BXOJST MUOTJIMTA30H M €ro CONHU (TIPEINOYTHTENBHO THAPOXJIO-
pHI), TPOIJIMTA30H, POCHUIIIMTA30H M €ro coiu (mpeanourutenbHo Manear), JTT-501, GI-262570, MCC-555,
YM-440, DRF-2593, BM-13-1258, KRP-297, R-119702 u GW-1929.

K rpynme yckopsromux CeKpenuio WHCYJIMHA BEIIECTB OTHOCATCS CyJIb(OHHIMOUYCBHHBI, TaKHe, HAIIPHU-
Mep, Kak TOoJ0yTaMH[, XJIOPIPONaMHUJ, TpasaMul, aleTorekcaMu, TIIMKIOMUPAaMHI U €ro aMMOHHEBBIE COJIH,
TIIMOSHKIAMUA, TIIMKJIA3UA U TIUMEenupu. B KadecTBe Apyrux MPUMEPOB YCKOPSIOIINX CEKPEINI0 MHCYJIHHA
BEIIIECTB MOKHO Ha3BaTh peNarinHuA, HarermuHu, Muturianang (KAD-1229) u JTT-608.

K 6uryanunam otHOCsATCS MeThopMuH, OypopMuH U peHDOpMIH.

B rpynmy MHCYIMHOB BXOAAT MHCYJIHMHBI JKUBOTHOTO NPOMCXOXKIECHUS, IPEXK/IE BCETO BBIACISEMbIE U3 Op-
TaHW3Ma KPYITHOTO POraToro CKOTa WJIM CBHUHEW, IOJ[yCHHTETHYECKHE WHCYJIHHBI YEJIOBEKA, CHHTE3UPYEMBIC
(hepMEHTATUBHBIM IIyTEM M3 MHCYJIMHA )KHBOTHOTO MPOUCXOXKACHHS, U WHCYJIUH Y€JIOBEKa, MOTy4aeMblii METO-
JlaMU TeHHOH uHxkeHepun, Hanpumep u3 Escherichi coli nim apoxokeit. I[lomumo sToro noa "uHcysnHOM" moj-
pa3yMeBaIOTCsl TakXKe MHCYJIMH-IMHK (C copepxanueMm nuHka oT 0,45 mo 0,9 mac.%) u mpoTaMUH-UHCYJIHH-
LMHK, MTOJy4aeMblil U3 XJIOpHJa 1MHKA, Cyib(dara NpoTaMUHa M MHCYJIMHA. [[OMMMO 3TOrO MHCYJIMH MOYKHO
TaKKe IOJIy4aTh U3 MHCYJIMHOBBIX ()parMeHTOB MM Npou3BoaHBIX (Hanpumep INS-1 u T.1.). UHCYNIMH Moxer
TaK)Ke OXBAaTbIBATh Pa3IMYHBIE €ro THIIBI, KiIacCH(UIMpyeMble, HAapuMep, 0 BPEMEHHM HACTYIUICHUS U JUIH-
TenpHOCTH HeicTBus ("yrmpTpadeicTporo neiictBus”, "ObIicTporo neicteus”, "aByxcramuitHoro tuma", "mpome-
JKyTOYHOTO THUIA", "TIPOIOHTMPOBAHHOTO NEHCTBUA" U T.NI.) U BEIOMpaeMbIe B 3aBUCUMOCTH OT ITATOJIOTHYECKOTO
COCTOSIHHS TTAIlEHTa

K rpynrme nHruOuTOpOB OL-TIFOKO3UAA3EI OTHOCSITCS akap003a, BOrIN003a, MUTJIUTOJ ¥ AMUTIINTAT.

K unciry aronncros B;-aapenopenentopoB otHocarcst AJ-9677, BMS-196085, SB-226552 u AZ40140.

B rpynity OTIMYHBIX OT MEPEYNCICHHBIX BBIIIE ACHCTBYIONIMX BEIECTB VIS JIEUECHUs 1nabeTa BXOAAT 3p-
roceT, NPaMIIMHTHI, JenTuH, BAY-27-9955, a Takke HHrHOMTOPHI TITHKOTeH-(Hhochoprasel, HHTHOUTOPHI COP-
ourosn-geruaporeHassl (L-HAUTONAETHAPOreHA3bl), HHTHOUTOPBI MPOTEHH-THPO3UH-(hochaTassl 1B, HHrHOUTO-
PBI IUNENTUANI-IIPOTEA3bl, TIIUNA3UA ¥ IITHOYpHI.

K uucity neficTBYIONIMX BEIIECTB IS JICUCHHS TUAO0CTHUCCKUX OCIOKHEHHUIA OTHOCSTCS, HAIIpUMEp, UHTH-
OMTOPBI AJIBI030PENYKTa3bl (ATbAETUAPEYKTa3bl), HHTHOUTOPHI INIMKAT-HOHOB U WHTUOUTOPBI IIPOTEHHKUHAZBI
C.

WHarnburopamu anbao30penykrasbl (JIbAErUAPEYKTa3bl) SBISIOTCS, HalpUMep, TOJIPECTAT, 3MalIpecTar,
ummpecTar, 3eaapecrat, SNK-860, sononpecrat, ARI-50i u AS-3201.

[Tpumepom HHTHONTOPA TIIMKAT-UOHOB CIYXHT MUMAare 1H.

B kauectBe mpumepa HHrHONTOPOB poTenHKIHA36! C MokHO Ha3BaTh NGF n LY-333531.

K npyrum, OTIMYHEIM OT MEPEUNCIICHHBIX BBILIE JEHCTBYIOMINM BEIECTBAM JUISA JICUCHUS AHA0ETHUECKUX
OCJIO)KHEHHUI OTHOCATCS alIpOCTalil, THANPHIA THAPOXJIOPHI, IMIIOCTA30I1, MEKCIIICTHHA THIPOXJIOPHU, STHII-
SWKO3ameHTaT, MeManTuH U muMareanH (ALT-711).

K unciy nefcTBYrOIUX BEIIECTB [UIsl JICUECHUSI OKUPEHHS, IPEATNOYTHTENHLHO OTJIIMYHBIX OT AaHTarOHHUCTOB
MCH, oTHOCSITCSI FHTHOUTOPBI JIMa3bl ¥ HOAABIIAIOUINE AMIIETUT CPEACTBA.

[IpeanoyTnTenbHBIM TPUMEPOM MHTHOUTOPA JIUIIA3bI CIIYXKUT OPJIUCTAT.

B kauectBe npuMepa NpeAnOUYTUTECIIbHBIX MOAABIAIOIINX AlMIETUT CPEACTB MOKHO Ha3BaTb (l)eHTepMI/IH,
Ma3uHI0JI, nekcheHpIypamMuH, (IIyoKCeTHH, cuOyTpaMuH, 6aramuH, (S)-cuOyTtpamun, SR-141716 u NGD-95-
1.

JIpyruM, OTIIMYHBIM OT IIEPEUMCIICHHBIX BBIIIE ACHCTBYIONIIMM BELIECTBOM JUIS JICUCHUS! OXKUPEHUS SIBJISI-
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eTCsl JINTICTaTHH.

B KoHTekcTe HacToAIIero M300peTeHHs K IPyMNIe JEHCTBYIOMIMX BEIIECTB, MO3BOJIIOIINX OOPOTHCS C
OKHPEHUEM, TPUUUCIITIOTCS TAKXKE MOAABIIIONINE allIeTUT CPEICTBA, CPEAN KOTOPBIX 0CO00 CIEIyeT BBIIEIUTD
[3-aroHmcTHI, THpEOMUMETHKH 1 aHTaroHUCTHl NPY. B kxauecTBe mpuMmepa BeIIecTB, KOTOPBIC B TAHHOM CITydae
ABJISIFOTCSI MIPEATIOYTHTENBHBIMU CPEJCTBAMU TPOTHB OKHPEHUS/TIONABIISIOIINMHY alIIETUT CPEACTBAMHU, MOXKHO
Ha3BaTh IEPEUMCIICHHbIE HUKE JICHCTBYIOLIME BEIECTBa: (DEHWINPONAHOIAMHH, d(QeapuH, TceBaod(denprH,
(beHTepMHH, arOHUCT XOJICUCTOKWHUHA-A (HYKe coKpaileHHO HazbiBaemoro kak CCK-A), uHruburop obpar-
HOTO 3axBaTa MOHOaMHHA (B YaCTHOCTU CHOYTpPaMHUH), CHUMIIATOMUMETHK, CEPOTOHEPIUYECKOe JIeHCTBYyIIee Be-
mecTBo (B 4acTHOCTH JiekcdeHrypaMut win (eHdIrypaMuH), aHTarOHUCT JOoNaMuHa (B YaCTHOCTH OPOMOK-
PHIITHH), aTOHUCT WJIM MUMETHK PELENTOpa MEIaHOLUUTOCTUMYIIUPYIOUIEro TOPMOHA, aHAJIOT MEIaHOIIUTOCTH-
MYJIMPYIOIIET0 TOPMOHA, aHTarOHUCT KaHHAOWHOWAHOTO penenrtopa, antaronuct MCH, OB-6enok (Hike 000-
3HA4YaeMbIi KaK JICNTHH), aHAJIOT JIENTHHA, arOHUCT JISNTHHOBOTO PEIENTOPa, AaHTArOHUCT TajlaHnHA, HHTHOUTOP
JKEITyOYHO-KUIIEYHOH JIMa3bl WM MOHMKAIOIIEE €€ YPOBEHb CPENICTBO (B YacTHOCTH opnuctart). K uucmy apy-
THX MTOJABISIONINX AIIETUT CPEACTB OTHOCSTCS aroHHCTHI OOMOE3NHa, AErHAPOINUAHIPOCTEPOH WM €ro aHa-
JIOTY, arOHHCTHI U AHTArOHHUCTBI TIIIOKOKOPTHKOHMIHOTO PELENTOpa, aHTarOHHCTHI OPEKCHHOBOIO DEILENTOpa,
AHTarOHUCTHI CBA3BIBAIOIIETO YPOKOPTHH O€JIKa, arOHUCTHI PELENTOpa IIFOKAarOHIOJOOHOTO nenTuaa-1, B yact-
HOCTH 9K3€HINH, U LelHapHble HeHpoTpoduueckne GakTopsl, B YACTHOCTH aK30KHH.

K neiicTByronmm BeriecTBaM Jisl JICYCHUS apTePHaIbHON THIIEPTOHUH OTHOCSATCSI MHTHOMTOPBI TUIEITH-
JuiKapOokcunenTuaassl | (aHrHOTEH3UHITPEBpaIlaoero GpepMenTa), aHTarOHUCThI KaJIbIHS, OTKPHIBAIOIINE
KaJIMeBble KaHAJIbl CPEJICTBA M AHTArOHUCTHI aHruoTeH3nHa 1.

K uHrnburopam nunentuannkapOOKcUnenTHaasbl | OTHOCATCS KanTONPHII, SHAIANPHII, ajlalenprl, Aena-
npwl (THIPOXJIOPHN), JIN3UHONIPHI, HMHUIANIPIII, OEHA3epuIl, IIMIa3alpuil, TEMOKAIPHJI, TPAHIOIAIpUI U Ma-
HUJUNUH (THAPOXIIOPUL).

B kauecTBe mpuMepa aHTaroHNCTOB KaJbIMSA MOXKHO Ha3BaTh HU(EIUITMH, aMIIOIUNNH, 3(QOHUANINH H
HHUKapAUIIHH.

K oTkphIBarommM KajiueBble KaHAIBI CPEACTBAM OTHOCSTCS JIeBKpoMakamum, L-27152, AL0671 u NIP-121.

K uncny anTaronucros aHruoteHsuHa Il oTHOcATCS TenMmucapTaH, JOocapTaH, KaHIECapTaH, LIUICKCETHI,
BajicaprtaH, upoecapran, CS-866 u E4177.

K nelicTByromum BeliecTBaM JUis JI€YEHUsI THIIEPIUITUIEMHH, BKIIIOYasi apTEPHOCKIIEPO3, OTHOCSITCSI MHTU-
ouropsl HMG-CoA-penykrassl u coeinHenust (GudpaTHoro psja.

K uncny naruouropoB HMG-CoA-penykra3sl OTHOCATCS IpaBacTaTiH, CHMBACTaTHH, JIOBAaCTaTHH, aTop-
BacTaTuH, (pIIyBacTaTHH, TUITAHTHII, [ICPUBACTATHTH, HTaBacTaTHH, ZD-4522 u ux comnm.

K uncity coennnenuii pubpatHoro psaa otHocsiTes: 6e3adudpar, knnHopuOpaT, ki1opudpar u cumMduopar.

K nmeficTByronmM BeniecTBaM /ISt JI€UEHUs apTPUTA OTHOCHUTCS HOYTIPOQeEH.

K nefictByrommm BemiecTBaM JUIsl JICYCHUSI COCTOSHUH CTpaxa OTHOCATCS XJOPIMA3EHOKCHI, IHa3eram,
OKCO030J1aM, Me/la3ernamM, KJIOKca3oilaM, OpoMasernam, Jopasernam, anipazoaaM 1 (Giayanasemnam.

K neiicTByrommm BemecTBaM JUIS JICUCHHS JETIPECCHH OTHOCSTCS (DIIyOKCeTHH, (IyBOKCAMHUH, WMHIIPa-
MHH, TAPOKCETHH U CEPTPAIIHUH.

YKa3aHHBIE BBIIIE ACHCTBYIONIME BEIIECTBA LEIECO00pa3HO MPH 3TOM NMPUMEHSTh B J103€, COCTABIIIOIIECH
oT 1/5 oT 0OBIYHO PEKOMEH/yeMO MUHUMAJIBHOM /1036l 110 1/1 OT OOBIYHO PEKOMEHYEMOit JI03bI.

Hacrosiniee n3o0peTeHne CoriacHo euie 0JJHOMY BapUaHTY €ro OCYIIECTBJICHUSI OTHOCHTCS TaKKe K MpH-
MEHEHHIO 110 MEHbILIEH Mepe OJTHOTO MpeIaraeéMoro B HeM KapOOKCaMHHOTO COEIMHEHHS W/WIIM OJTHOI Tpen-
JlaraeMoi B HEM COJIM /IS BIIMSIHMSL Ha MUIIEBOE MOBeIeHHE MileKonuTarouiero. [IpumeHenne npeaiaraeMbix B
N300peTEeHNH COEMHEHUI B MOJOOHBIX IIEISIX OCHOBAHO IPEXKAE BCEro Ha TOM (pakTe, YTO OHU MO3BOJISIOT d(¢-
(heKTHBHO yMEHbBIIATh YyBCTBO T'0JIOJIA, CHHKATh, COOTBETCTBEHHO IMOJABIIATH AlIIETUT, KOHTPOJIMPOBATH IHUILE-
BOC TIOBEJICHNUE W/WIIM BBI3BIBATH YyBCTBO HACBHILICHWs. BiMsHNE Ha NMHIIEBOE MOBEICHHE MPEUMYIIECTBEHHO
3aKJII0YAETCsl B YMEHBIICHUH KOJIMUYECTBA OTPEOIIeMOl MileKOTTUTAIOMmUM IHIH. C yd9eToM 3TOro mpeasarae-
MBbI€ B N300pPETEHUH COCANHEHNUS B IPEANIOYTHTEILHOM BapHaHTe MOTYT MCIOIb30BaThCS Ul YMEHBIICHHS Beca
tena. [Ipennaraemple B 1300peTEHNN COEIMHEHUSI MOTYT TAKXK€ HCIOIb30BAThCS IS NMPEAYIPEKACHHUS yBEIU-
YEeHUs! Beca TeNa, HalpuMep, y JI0JIEH, KOTOpbIE paHee IPUHUMAIN MEPBI K CHI)KEHHIO CBOETO BECa M 3auHTEpe-
COBaHbBI B COXPAHEHHH B MOCIEAYIOIIEM JOCTUTHYTBIX PE3yJIbTaTOB B CHIPKCHHH Macchl cBoero Tena. CoryacHo
9TOMY BapHUaHTy OCYIIECTBJICHUS U300pETEHHs peub MPU 3TOM IPENIOYTHTENBFHO HIET O IPUMEHEHUH TIpeJia-
raeMbIX B HEM COCJMHEHHH He B JIeYeOHBIX 1IesiX. B 3TOM oTHOIIEHHM He JieueOHOe NMpUMEHEeHHe npejiarae-
MBIX B U300PETEHHH COEIMHEHHH MOXET 3aK/II0YaThCs B UX HCIIOJIb30BAaHUU B KOCMETHYECKHX LIEJISIX, HAIPHU-
Mep, U U3MEHEHHs YeJIOBEKOM CBOEH BHEUTHOCTH, WM B MX MCIOJIB30BAHUH YEJIOBEKOM JUIsl YIIYUIICHHUS CBO-
ero odmiero cocrossHus. B He ne4eOHBIX Hensx npeyiaracMble B M300pETEHUH COEMHEHHS MPEANIOYTUTEIHHO
BBOJUTDH B OPraHU3M MIICKOIMTAIOIINX, IPEKIE BCETO JIIOAEH, Y KOTOPBIX HE TMarHOCTUPOBAHO HUKAKHX Hapy-
IIEHWH THIIEBOTO MOBEACHHS, a TAKKe HE ANarHOCTUPOBAHBI OKMPEHUE, OyJIMMHS, TUa0EeT W/MiIH HapyIICHHUS
MOYEHNCITYCKaHHsI, IPEKAE BCETO HEACPKAHUE MOYH.

[Ipennaraembie B 1300pEeTCHNHN COEMHEHMS IPEINOYTUTEINEHO BBOJUTE B HE JIEYEOHBIX IENAX B OPraHU3M
TEX JIOJEH, Y KOTOPBIX MHJIEKC (MU MOKa3aTellb) MAcChl TEJIa, KOTOPBIH PACCUMTHIBAETCS KAK OTHOIIEHHUE M3Me-
PEHHOI B KHJIOTpaMMaXxX Macchl Tejla K BO3BEIEHHOMY B KBaJIpaT POCTY (B MeTpax), He IpeBbInIaeT 3HaueHue 30,
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MPEX/E BCErO HE MPEBBIIAECT 3HAUE€HUE 25.
Hwmxe nzobperenne 6omee moapoOHO MPOMIITIOCTPUPOBAHO HA TIPUMEPAX.
IIpexBapuTenbHbIe NOSICHEHUS

JIJIs TOyYeHHBIX B PACCMOTPEHHBIX HIDKE IIPUMEpaxX COCAMHEHUH OOBIYHO MMEIOTCS JaHHBIE 00 MX TeM-
Ieparype IJIaBJIeHUs, 1H-S[MP—cneKTpe u/wim Macc-criektpe. Eciiu He yka3aHO WHOE, JUIs OnpeeiicHus 3Have-
HUH Ry (BpeMeHH ynepKuBaHMsI) UCIIOIb30BAIM TOTOBBIE IIACTHHBI JUIsl TOHKOCOWHON Xpomarorpaduu (TCX)
tuna "Cuukarens 60 Fys," (pupma E. Merck, dapmiraar, aptukyn Ne 1.05714) 0e3 HachIICHUS B Kamepe.
3HaueHust Ry, KOTOpBIE OINpeneNsii ¢ UCIOJIb30BaHUEM Marepuajia, 0003HAYEHHOro Kak "aJlokc', Moydau ¢
npuMeHeHrneM rotoBueix miactiH s TCX tuna "Oxcupn amomunust 60 Fos," (dupma E. Merck, dapmiuranr,
aptukyn Ne 1.05713) Ge3 HacblIeHNs B KaMepe.

Vkazannsle B npumepax naHable KXBJl-ananusza nosydaiau npu CIEIYIOIIMX YCIOBHUAX U MapaMeTpax:
KonoHka Zorbax (¢pupma Agilent Technologies), SB (Stable Bond) - C18; 3,5 mMkm; 4,6x75 MM; Temneparypa
kosoHku 30°C; ckopocts noroka 0,8 MII/MHUH; HHXXEKTHPYEMBIH 00beM 5 MKII; OOHapy>KeHHE Ha JUIMHE BOJHBI
254 Hm.

Merton A. [lnist 310MpOBaHMS UCIIONB30BATH CMECH BOJIA/alleTOHUTPHII/MypPaBbIHAS KUCIIOTa B COOTHOIIIE-
HuH, u3mensromemcs oT 9:1:0,01 mo 1:9:0,01 B Teuenne 9 MuH.

Mertox B. [lnst amoupoBaHus UCIOJIB30BAIM CMECh BOJIA/alleTOHUTPHII/MYPaBbHHAsl KUCJIOTa B COOTHOLLIE-
HuH, n3mensromemcs ot 9:1:0,01 go 1:9:0,01 B Teuenue 4 MuH, a 3aTeM B TeUeHHE 6 MUH 3TO COOTHOIIIEHHUE CO-
crasisio 1:9:0,01.

[Tpu orcyTcTBHM Oosiee NOAPOOHBIX AaHHBIX O KOH(UIYpalMU TOTO WJIM WHOTO COEJAWHEHUS OCTAaeTCsl OT-
KPBITBIM BOIIPOC O TOM, WJIET JIM PEYb O YUCTHIX SHAHTHOMEpaX WJIM NPOU30ILIA YaCTUYHAs JIMOO TOJIHAs palle-
MU3a1Ys.

Hcnonp3yemble BbIlIe U B IOCIEIYIOIEM ONMCaHUU ab0OpeBUaTyphl M COKpalleHHbIE HAa3BaHUS COEIMHE-
HUI UMEIOT CIeNyIOIUe 3HAUCHHUS:

BOC-aurunpun tper-0y THIOKCUKApOOHMIAHT HIPUT

Kan KapOOHUIIAUUMHI230JT
KAT 1,1'-xap6ounnau(1,2,4-tpuasomn)
AMO numeTuagopMaMun

stunaneTat/EtOAc  3THIOBEIM 5GUp yKCYCHOH KHCIIOTEL
npoctoi 3dup JUAITHIOBEIT 3¢up
TrOBT ruapar 1-ruapokcubeH30Tpua3onaa

ocHoBanue Xionura N,N-IuH30DPONMISTUIAMHH

KOHII. KOHIIEHTPHPOBaHHEIH

Me MEeTHI

MeOH METaHOI

KT KOMHaTHas TeMiepaTtypa (okoio 20°C)

TBTY terpadTopbopat 2-(1H-Gensorpuazon-1-un)-1,1,3,3-
TeTPaMETHIYPOHHSA

T® TeTparuapodypas

9KB. 9KBHBAJICHT

pacc. PaccYUTaHO

oGHApYX. oGHapyKeHO

O6mrast metoauka I (coueranne ¢ ucnoanpzoBanuem THTY).

K pactBopy xap6oHOBO# kucaoTs (1,0 3xB.) B TT'® mm IM® mocienoBaTeIbHO HOOABISIOT TPHITHIIA-
muH (1,5 3xB.) 1 TBTY (1,0 2kB.). 3aTeM cMech MmepeMemunBaoT B TCUCHHE MMPOMEKYTKA BPEMEHH, COCTABIISIO-
IIETO B 3aBUCHUMOCTH OT KOHKPETHOU KapOOHOBOH KuCIOTHI 0T 10 MuH 10 12 4, mpu TemmepaType B HHTEpBaJIe
ot koMHaTHOH 10 40°C, mocne dero nodasistor amuH (1,0 3xB.). [lanee peakIMOHHYI0 CMECh MEPEMEINBAIOT B
TEUeHHe MPOMEXYTKa BPEMEHH, COCTaBIsromiero or 30 MuH 10 2 4, IpH TEMIIEpPaType B HHTEPBAle OT KOMHAT-
HoMt 10 40°C, a 3aTeM no0aBIIIOT NonyHackeHHbIH pactBop NaHCO;. [ocie sxcTpakitiuu BOOHOHM (as3bl COOT-
BETCTBYIOLIUM pacTBOpHUTENEM (HApUMeEpP 3THIIALETATOM) OpraHUYecKyro (a3y cymar Hal Cylb(paToM MarHus.
[Tocne 3TOr0 PacTBOPUTENH YAAISIOT HA POTOPHOM HMCHApHUTElle, a MPOJIYKT Jlajiee OYHMIIAIOT KOJIOHOYHOM Xpo-
marorpadueit nin JKXB/I. Peakiuro Mo)KHO Takke IPOBOJUTH B aBTOMaruueckoMm cuHrezatope Chemspeed.

Ob6mas meroauka Il (coueranue ¢ ucnonpzosanuem K/ T).

K pacrBopy nepsuunoro amuna (1,0 skB.) B IM® (1 mmouns/min) nipu 0°C nobasnsiror KT (1 9kB.) u me-
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pememuBatoT npu 0°C B Teyenue nocnenyromux 30 MuH. 3aTeM peakIUOHHYIO cMech HarpeBaroT A0 25°C u
nmobasisrorT TpudTHIAMEH (3 2KkB.). [amee mo6apmsaror BropmuHbi amuH (1,0 5kB.) B AM® (0,25 mmomst/mi),
MoCJIe 9ero PeaKIMOHHBIA PacTBOP HATPEBAIOT O TeMIeparypbl B uHTepBaie oT 60 mo 80°C u BBIOEpKHUBAIOT
MIPH STOU TEMIIepaType B TEUCHHE MIPOMEKYTKa BpeMeHH, cocTaBirttoniero ot 30 muH a0 3 4. 3atem IM® yna-
JSIOT B BaKyyM€ M OCTaTOK PacTBOPSAIOT B AUXJopMeTaHe u 5%-HoM pactBope Na,CO; mubo Bomoit u Tpert-
OyTHIMETHIIOBBIM 3(upoM. Opranndeckyto (azy dKCTparupyroT BOIOH M MPH HEOOXOIUMOCTH MOCHE CYLIKH
HaJl Cysib(haToM MarHus pacTBOPUTENb yJAJAIOT HA POTOPHOM HCIApUTele, a MPOAYKT Jajee OYHIIAIOT KOJOo-
HOYHOUM Xpomarorpadueil Win KpucTauiu3aueid. Peakinio MOXKXHO TakKe MPOBOJAUTh B aBTOMATHUCCKOM CHH-
te3arope Chemspeed.
[Mpumep 1.1. 7-(4-Xnopdennin)-3-[2-(4-nupponuaus- 1 -uameruiadennn )3t |-3H-xuHa3oamnH-4-0H.

1.1.a. 4-bpom-2-HuTpOOEH30/HAs KHCIIOTA.

K peakironnoii cmecu u3 82 r (0,379 mons) 4-6pom-2-auTporoiyora B 700 i nupuauaa 1 500 M1 BoAbl
B TeueHue § 4 mopumsMu pobasmsror 174,5 r (1,104 monsg) nepmanranara xanus. [lociie 3TOro peakmoHHYIO
cMech mepeMemuBaroT B TedeHue 12 u mpu 60°C. 3aTem mocienoBaTeNsHO T00ABIAIOT NOMONMHATENBHO 20 T
(0,092 momst) 4-6pom-2-auTpoTonyorna, 50 mn mupuawaa u 30 r (0,189 Mons) nmepmanranara xamms. [amee pe-
aKIMOHHYIO0 CMeCh MepeMemunBaioT B TeueHue 12 9 mpu 60°C, cmemmuBatoT ¢ 200 M sTaHona u B TeueHune 30
MHH KHIIITST C 0OpaTHBIM XOJIOMMIBHUKOM. [locine 3Toro peakioHHy0 cMech (GHIBTPYIOT B TOPSYEM COCTOS-
HUH U QIIBTPAT KOHIEHTPUPYIOT Ha pOTOpHOM Hcmapureie. [lomydeHHsIi ocTaTok noamenadynBaoT 10%-HemM
PAacTBOPOM €IKOTO HATpa M HKCTPArUpPYIOT IUSTHIOBBIM dpupoM. BoaHyio a3y oTAeNAIOT U MOAKUCIIOT pas-
0aBIICHHOHN COJITHOW KUCIOTON. OOpa3oBaBIIneCcs KPUCTALIBI OT(HUIBTPOBBIBAIOT, IIPOMBIBAIOT BOJIOM, 00E3BO-
JKMBAIOT ITyTEM a3€0TPOITHOMN MEPEroOHKH C TeTparuapodypaHoM U pa3MELINBaIOT C JUU30IPONHIOBEIM 3()UPOM.

Brixox: 37 r (32,8% ot teopun). C;H4BINO, (M = 246,018). Paccu.: monexynspusii nuk (M+Na)':
268/270; obnapyxk.: MonexynspHeli muk (M+Na)': 268/270. 3nauenue Ry 0,46 (cuimkarens, AUXJIOpMe-
TaH/MEeTaHOJ/yKCYCHasl KUCIO0Ta B cooTHomeHnu §:2:0,1).

1.1.6. 4'-Xnop-3-aurpobudenmn-4-kapOoHOBas KHCIOTA.

K pactBopy 1,92 r (7,81 mmomns) 4-6pom-2-HUTPpOOEH30iHOI KHCIOTH B 30 MIT JHOKCaHA ITOCIIEIOBATEIh-
HO poOaemsator 0,288 T (0,25 mmoms) terpakuc(tpudenundochun)nammaaus, 1,25 r (7,99 mmomst) 4-
xnopheHmI00poHoBo# KucIoTH B 30 mMi meranona u 2,31 T (21,7 mmodst) kapOboHata Hatpus B 14 M1 BOABIL.
Jlanee peakIMOHHYIO CMECh B TEUCHHUE Yaca BbIACP)KUBAIOT B MUKPOBOJIHOBOH IEYH MTPHU MOLIHOCTH H3IydCHUS
300 Bt u npu Temmeparype 110°C. ITocie 3Toro peakinoHHYI0 CMECh KOHIICHTPHPYIOT HAa POTOPHOM HCTIapUTE-
Jie, OCTaTOK PacTBOPSIOT B BOJIE M C MOMOIIBIO |-MOJIAPHON COJISTHOM KHMCIOTHI 3HaUeHHe pH ycraHaBIMBaroT Ha
3. 3areM BOJHBII PAacTBOpP 3KCTParupyroT stuiareraroM. Opranndeckyro ¢asy cymar Haja cynbhaToMm Harpus,
PaCTBOPUTEIIb OTTOHAIOT HA POTOPHOM UCIIAPUTEIIC U OCTATOK pa3MEIINMBAIOT C JUU30NIPOITNIIOBBIM 3(1)I/IpOM.

Beixoa: 2,04 r (93,9% ot teopun). C13HgCINO, (M = 277,666). Paccu.: monekymspusiii nuk (M-H): 276;
oOHapyx.: Mojekyssipublid muk (M-H): 276. 3nayenue Ry 0,5 (cumukaresb, TUXJI0pMeTaH/METaHOJ/YKCYCHAs
KHCIOTa B cooTHOIeHnH 9:1:0,1).

1.1.B. OTHIOBBIH 3¢up 4-NIMAHOMETHIOCH30MHOM KHCIOTHI.

K pactBopy 147,5 r (2,263 monst) nquanua kaaus B 250 Mit ropstaeii BOABI 10 KaIuisiM 100aBIISIIOT pacTBOP
500 r (2,057 momst) stunoBoro 3dupa 4-6pommerrndeH3oiHoM Kuciotel B 1000 mit sTanona. Jlanee peakiiuoH-
HYIO CMECh B T€UEHHE Yaca KHUIATIT C OOPaTHBIM XOJOIUIBHUKOM, a 3aTeM MEPEMEIINBAIOT B TeueHue 12 4 npu
KOMHaTHOU Temmeparype. [locie sToro 1o6apmnstoT gononauTensHo 73,7 T (0,5 MoIs) nraHuAa Kalus U B Tede-
HHE JIByX YacOB KHUILATAT C OOPATHBIM XOJIOIMIBHUKOM. [IpHCyTCTBYIOIIEE B PEAKIIMOHHOM CMECH TBEPAOE Be-
IIECTBO OT(QHIBTPOBBIBAIOT U QMIBTPAT QUIBTPYIOT Yepe3 CMECh M3 CHIIMKAreJsi ¥ akTHBUpOBaHHOTO yriis. [lo-
Jy4eHHbIH (QUIIBTpAT KOHIEHTPUPYIOT U octaTok ciuBaioT B 1000 mi Bojabl. BomHblid pacTBOp 3KCTparupyor
TPeT-Oy THIMETHIIOBBIM 3()MPOM M OpPraHu4ecKylo (a3zy TPHXKIbI SKCTparupyroT Bojou. [locne storo oprannye-
cKyto (a3y cymar Haja Cyiab(paToM MarHusi U pacTBOPUTEIb OTTOHSIOT Ha POTOPHOM Hcmapurene. [IpomykT
OYMIIAIOT KOJOHOYHON XpoMaTorpadueii Ha cuiikarese (IeTpoJelHbIi A(up/sTHIaleTaT B COOTHOIIECHUH 8:2).

Boixon: 164,46 r (42,2% ot teopun). C; H;NO, (M= 189,216). Paccu.: monekysapusiii muk (M+H)" :
190; 06Hapyx.: MonekysapHbiit mukx (M+H)': 190. 3nauenue Ry 0,3 (cuiukarens, meTposieitHblii d3bpup/ykcycHas
KHCJIOTa B COOTHOIIICHHUH THJIOBKIHA 3¢up 8:2).

1.1.r. 4-IlnaHoMeTHIIOCH30MHAS KUCIOTA.

PactBop 10 r (53 MMmoms) sTrmoBoro 3¢gupa 4-IHaHOMETHIIOCH30MHOM KUCTOTH 1 2,02 M 1-MOJISIpHOTO
pacTtBopa eakoro Harpa B 100 mit aTaHOJIa B TEUSHHE Yaca KHUIATAT C OOpaTHBIM XOJOAWILHUKOM. [locie aToro
PEaKLOHHBIA PACTBOP KOHLEHTPUPYIOT U OCTATOK CMEIINBAIOT CO CMECHIO BOABI CO JIbIOM. 3aTe€M K PEaKIMOH-
HOMY PacTBOpY IO KamjsiM A00aBJISIOT KOHIEHTPUPOBAHHYIO CONSHYIO KHCIOTY 0 TEX IIOp, ITOKa He MpeKpa-
TUTC BBIIIAJICHHUE OCaaKa. 9ToT 0caoK OT(l)I/leTpOBbIBaIOT, JABaX/Ibl IPOMBIBAIOT BOI[Oﬁ 1 cymart.
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Bexon: 4,7 T (55% ot teopun). CoH/NO, (M=161,162). Paccu.: monekymsapasrii muk (M-H): 160; oOHa-
pyx.: MonekysipHbIi ik (M-H)™: 160.

1.1.1. (4-T'mnmpokcumeTreHIIT )alle TOHU TPHIL.

K pactBopy 4,7 r (29 MmMoreit) 4-1inaHOMETHIIOEH30MHO# KiCIoThI B 250 Mi1 Tetparuapodypana jpobasiisi-
10T 5,17 1 (32 mmona) KU u nepeMennBaroT 10 MpeKpalieHus ra30BblAeNeHNs. DTy peakMOHHYI0 CMeCh 3a-
TEM TI0 KaIuisiM J00aBIsiOT K pacTBopy 3,29 r (87 mmodeit) 6opruapuaa Hatpus B 200 M1 BOJIBI TAKUM 00pa3oMm,
4yTOOBI TeMmepaTypa He mogHumainack Beime 30°C. Ilocne 3Toro peakMOHHYI0 CMECh IEPEMEIINBAIOT B TeUe-
HHE JIBYX YacoB U 3aTeM ee 3HaueHue pH ycraHaBnuBaioT Ha 3-4 ¢ MOMOUIBIO pacTBOpa rUIpOCyJib(ara Kaius.
3aTeM IKCTparupyroT 3TWIALETATOM, OPTaHUYECKyIo (a3y cymaT HajJ cyJb(paToM MarHusi U pacTBOPHUTENb OT-
JIEIISIIOT Ha POTOPHOM HCTIapUTEdIe.

Bexon: 2,6 T (60,9% ot teopun). CyHoNO (M=147,178). Paccu.: monekynsapusiii muk (M-H): 146; oOHa-
pPyX.: MoneKysipHbIA K (M-H): 146.

1.1.e. (4-bpommMeTniheHIIT)ale TOHU TP,

K pactBopy 2,6 T (17,66 MMo1s1) (4-rHAPOKCUMETHI(PESHIIT )allETOHUTPHIIA B 25 MII TPET-Oy THIIMETHIIOBOTO
a¢upa npu 0°C mo xarmmsam gobasisror 0,86 Mt (9 mmodneit) Tpubpomuna docdopa. Ilo 3aBepeHnn peaxiym
PEaKLMOHHYIO CMECh IIPH KOMHATHOM TeMIepaType CMEIHMBAIOT ¢ BOAOW, OpraHMYecKylo a3y OTHEISIOT U 1o-
CJIEIOBATENILHO IKCTPArMpyIOT €€ PacTBOPOM THIpoKapOoHaTa HaTpus u BoxoW. OpraHuueckyro (asy cymar
HaJl Cynb(haToM MarHus U pacTBOPHUTEIb OTTOHAIOT Ha POTOPHOM HCIIapHTETIe.

Beixon: 2,9 1 (78,1% ot teopun). CoHgBrN (M = 210,075). Paccu.: MonexynspHsrii mux (M+H)': 209/211;
o6HapyXK.: MONeKyIsapHeli muk (M+H)™: 209/211.

1.1.x. (4-ITupponunus- 1 -uaMeTHIPEHNIT)alle TOHUTPHIL.

0,446 mui (5,44 mmons) mupponuanaa 1 1,366 1 (9,882 MMmonst) kapOoHaTa kanus q00aBistoT K 20 Mt u-
MmetwiopmMamuia. 3aTeM MpH nepeMerinBanu n1obasistor 1,038 r (4,941 mmonst) (4-6pommerridenun)are-
TOHUTPHJIA U NIEPEMELINBAIOT B TedeHue 12 4 npu KoMHaTHOH Temneparype. [lociie 3Toro peakiMoHHYIO CMECh
KOHLEHTPUPYIOT HAa POTOPHOM HCIAPHUTENE M OCTATOK 3KCTPArHpylOT 3THJIALETATOM M BOAOW. OpraHudecKyro
(ha3y cymat Hax cynb(haToM MAarHUS M PACTBOPUTENb OTTOHSIOT HA POTOPHOM HCIIapHTele.

Bexon: 0,732 1 (74% ot Teopun).

Cy3H6N2 (M = 200,286).

Paccu.: monexynspusiii muk (M+H)": 201; o6napysk.: MonexynspHbIii muk (M+H)": 201.

3uauyenue R¢: 0,5 (cuimmkaress, QUXJI0pMETaH/METaHOI/aMMHUaK B cooTHorneHuu 9:1:0,1).

1.1.3 2-(4-Tlupponuans- 1 -nime T eHUIT )ITUITAMHH.

Peaxunonnyto cmech u3 0,73 r (3,66 mmoust) (4-nupponuans- 1 -nnmermndennn)aneronurpuna u 0,1 r Hu-
keyst PeHest B 25 M1 METaHOIBHOTO pacTBOpa aMMHuaka B TedeHue 9 4 ruapupyioT npu 50°C u naBieHHH BOIO-
pona 3 Oapa.

Bexon: 0,72 T (96,4% ot teopun). C 3HyN, (M = 204,31). Paccu.: monexynspasiii mak (M+H)" : 205; 06-
Hapy.: Mojleky apHbii muk (M+H)": 205. 3nauenne Ry 0,23 (cunuKaress, IUXJIOpPMETaH/METaHO/AMMHAK B
cootHoureHnu 9:1:0,1).

1.1.m. [2-(4-Tlupponuaus-1-unmernndenmn)dtuilamun 4'-xmop-3-HuTpodudeHmn-4-kapOOHOBOH KHCIIO-
THI.

PactBop 0,4 (1,44 mmomst) 4'-xmop-3-auTpodudenmn-4-kapoonoBoit kuciotsl, 0,29 r (1,44 mmons) 2-(4-
nuppouaut- 1 -unmerundennn)3tunamuna, 0,46 r (1,44 mmons) ThTY, 0,19 r (1,44 mmons) I'OBT u 0,42 M (3
MMotst) TpudTWiIaMiHa B 30 Mit TeTparuapodypaHa nepeMenBaoT py KOMHATHOW TeMIieparype B TeueHue 14
4. 3aTeM PEaKIMOHHYI CMECh KOHIICHTPUPYIOT HAa POTOPHOM MCIAPHUTEINE, SKCTPArupyrOT BOJOH U ITHIIALETa-
TOM W CymIaT HaJ cysibparoMm Maruus. [IpogyKT ouuIatoT KOJIOHOYHON XpomaTtorpadueil Ha cuimkaresne (dJo-
€HT: CMEeCh JJUXJIOpMETaH/MeTaHoJi/aMMuak B cootHoureHnn 90:10:1).

Boixon: 0,47 1 (70,3% oT Teopun).

C26H26CIN3O3 (M = 463,96)

Paccu.: MonekynsapHbiit mukx (M+H)': 464/466; o6Hapys.: MoseKyaspHblii muk (M+H)': 464/466.

3nauenne R¢: 0,36 (crmkarens, TUXIopMeTalH/MeTaHoI/aMMuak B cootHomernu 9:1:0,1).

1.1.x. [2-(4-ITuppomuanH-1-mmmeTmidenmn ) T |amMun 4'-xmop-3-aMruHOONPeHMIT-4-KapOOHOBOI KHCIIO-
THI.

Peakunonnyto cmech u3 0,47 r (1,01 mmonst) [2-(4-nupponuaus- 1 -unmeruindennn)atui Jamuna 4'-xaop-3-
HUTpOoOHpeHmI-4-kapOooHoBoi kuciaoThl u 0,1 T Hukens Penes B 50 M METaHOJIBLHOTO pacTBOpa aMMHaKa THI-
pupyrot B Teuenue 24 4 npu 20°C u gaBieHnn Bojopoaa 3 6apa. Ceipoii mpoayKT 6e3 OYMCTKH HCIIONB3YIOT B
MOCJIEAYIOIIEN peaKiuu.

Beixon: 0,46 T ceIporo npoaykra.

C26H28C1N30 (M = 433,98)

Paccu.: Monekynsaphbiit mux (M+H)': 434/436; o6Hapysx.: MosekyaspHblii muk (M+H)': 434/436.

3nauenue Ry 0,34 (cnmkarens, TUXJI0pMeTaH/MeTaHO/aMMHaK B cooTHomeHuu 9:1:0,1).

1.1.1. 7-(4-Xnopdenun)-3-[2-(4-nupponuans- 1 -nnmermndennin )i |-3H-xnHa30mmH-4-0H.

0,46 T (1,06 mmomsa) [2-(4-mupponuauH-1-wiMeTHngeHn ) T |amunaa  4'-xmop-3-aMruHOOUpeHMIT-4-
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KapOOHOBO KHCIOTH U 5 MJI MypaBbHHOW KHACIOTHI IEPEMEITUBAIOT B TE€UCHUE 3 4 TP KOMHATHON TeMITepaTy-
pe u B Teuenne 2 4 mpu 100°C. 3aTeM peakIOHHYIO CMECh CMEIINBAIOT C BOIOH, MOAIMIEIAYABAIOT OH. PacTBO-
POM €IKOT0 HAaTpa U 0CAI0K OTACIIAIOT BaKyyM-(GHiIbTpanueld. DTOT 0caloK 3aTeM PacTBOPSIOT B JUXJIOpPMETaHe
U cymar Haj cyiab(aroM MarHus. PacTBOpHUTENb OTTOHSIOT HA POTOPHOM HCIApPHUTENE M OCTATOK PACTHPAIOT C
JUU30IPOIHIOBBIM 3()UPOM.

Beixoa: 0,3 r (64,6% ot teopun). Temnepatypa mnasieHust: 178-179°C. Cy7HpsCIN3O (M = 443,98).
Paccu.: monexynapnbiii mux (M+H)': 444; o6Hapyx.: Monexynspabiii mux (M+H)': 444, 3nauenne Ry: 0,35 (cu-
JIMKaresb, IMXJIOpMeTaH/MeTaHol/aMMuak B cootHomeHuu 9:1:0,1).

[Mpumep 1.2. 3-[2-(4-IIuppomuans- 1 -nunmernndennn)atun|-7-n-ronni-3H-xunazonmH-4-0H.

a5

1.2.a. 4'-Metwi-3-HuTpoOudeHmI-4-kapOOHOBas KHCIIOTA.

YkazaHHOE COeTMHEHUE MOMYYaroT aHaJOruyHO npuMepy 1.1.6 u3 4-6poM-2-HUTPOOSH30HHON KHCIOTHI H
4-meTrnheHnI00pOHOBON KUCIIOTHI.

Beixon: 1,48 1 (70,8% ot teopun). Ci4H{NO, (M = 257,24). Paccu.: monexynspubiii uk (M-H): 256;
oOHapyx.: Mosieky sipHblid ik (M-H): 256. 3nadyenue Ry 0,54 (cuimkarenb, TUXjI0pMeTaH/METaHON/ YKCYCHAs
KucnoTa B cootHomeHuu 9:1:0,1).

1.2.6. [2-(4-TTupponunus- 1 -unmeTrindeHun )3T |amuy 4'-MeTHi-3-HuTpobndeHmnn-4-kapOoHOBON KHCIIO-
TBI

VYka3aHHOE COEIMHEHHE MOJIyYaroT aHaIorM4HO npumepy 1.1.nm u3 4'-merun-3-Hutpodudenun-4-kapoo-
HOBOH KHUCIIOTHI U 2-(4-TUppOTIHInH- | -mIMeTHI)eHIIT )3 THIIaMIHA.

Bexon: 0,51 1 (78,3% ot Teopun). Co7Hy9N30; (M =443,55). Paccu.: MOJCKYISIpHBIH TTHK (M+H)": 444;
o6Hapyk.: MonekyspHbiit ik (M+H)': 444. 3nauenne Ry 0,35 (cumukarens, IUXJI0pMETaH/METaHON/AMMHAK B
cootHomeHuu 9:1:0,1).

1.2.8. [2-(4-ITuppomuanH- | -unmeTrndennn )3t |amuy 4'-meTui-3-aMuHoOndeHnI-4-kapOoHOBOH KHCIIO-
TBL

VYka3aHHOE COEAMHEHHUE TOJIyYaroT aHAIOrM4YHO npumMepy 1.1.x u3 [2-(4-nupponuauH- 1 -uaMeTHapeHun)
stwi]amuia 4'-MeTui-3-HuTpooueHnI-4-KapOOHOBOM KHCIIOTHI.

Brixox: 0,2 1 (69,2% ot Teopun). CogH3 N3O (M = 413,56). Paccu.: monexynspasi mak (M+H)™: 414; 06-
Hapyk.: MoJiekyJapHbii muk (M+H)": 414. 3nauenne Ry 0,36 (cHnMKaress, IUXJIOpPMETaH/METaHO/AaMMHAK B
cootHoureHnu 9:1:0,1).

Mpumep 1.3. 3-[2-(4-TTuppomunun- 1 -unmmernndenmn)atui]-7-(4-tpudropmerindennn)-3H-xuaazonnH-4-
OH.
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1.3.a. 4'-Tpudropmerui-3-HuTpodudenni-4-kapOoHOBas KUCIIOTA.

VYkazaHHOE COeTUHEHUE MONYYaroT aHaJOrHYHO npuMepy 1.1.6 u3 4-0poM-2-HUTPOOSH30HHON KHCIOTHI H
4-tpudropMeTHIHEHUIOOPOHOBON KHUCIOTHI.

Bexon: 1,24 T (49% ot teoprn). C4HgF;NO4 (M = 311,21). Paccu.: monexymsapusiid muk (M-H): 310; 06-
Hapyxk.: MonekyssipHbiid Uk (M-H): 310. 3nauenue Ry 0,3 (cunmkaresb, qUXJIOpMETaH/METaHO/yKCYCHAs KH-
ciota B cooTHomeHun 9:1:0,1).

1.3.6. [2-(4-Tlupponuaun-1-unmernndenmn)stuilamun  4'-TpudTopMeTHiI-3-HUTPoOHpeHI-4-KapOOHO-
BOW KUCJIOTHI.

VYka3aHHOE COeMHEHME MOJY4aloT aHaJornyHo npumepy 1.1.u u3 4'-rpudropmerni-3-aurpodudenun-4-
KapOOHOBOW KUCIIOTHI U 2-(4-IUPPOIHIHH- | -HIMETHIAQEHIIT ) THIaMUHA.

Bexon: 0,36 T (49,3% ot teopun). Co7HysF3N;0;5 (M = 497,52). Paccu.: monexymsipabiit muk (M+H) ' : 498;
o6Hapyk.: MojeKynsapHbii ik (M+H)': 498. 3nauenne Ry 0,3 (cumukarens, JUXIOpPMETaH/METaHO/aMMHUAK B
cootHomreHnu 9:1:0,1).

1.3.B. [2-(4-TTupponuauH-1-mnmmermwipermn) T |amMun  4'-rpudropmeTni-3-aMuHOONPeHMIT-4-KapOoHO-
BOM KUCJIOTBI.

Peakmmmonnyro cvecr m3 0,1 1T (0,2 mmomsa) [2-(4-mupponunuH-1-miMeTrndeHmn )T |amuga  4'-
TpudropMeTHI-3-HUTpOoOUDeHMI-4-KapOoHOBO# KrcinoThl 1 0,08 T okcraa miaTuHbl B 50 MIT STHIAIICTATA THA-
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pupytor npu 20°C B Teuenue 2,5 4. ITocie 3T0ro Karanusarop oTGHILTPOBBIBAIOT. [IPOAYKT OUMIIAIOT KOJIO-
HOYHOH XpoMmaTorpadueil Ha CHIHKarene (JIIFOCHT: CMECh AWXJIOPMETaH/METAHOI/aMMHAaK B COOTHOIICHHUU
90:10:1).

Bexoa: 0,06 r (63,8% ot teopun). Cy7HpsN3N;0 (M = 467,53). Paccd.: MOJEKYIISPHBIN MTHK (M+H)": 468
o6Hapyk.: Moneky sapHbiit ik (M+H)': 468. 3nauenue Ry 0,46 (cunukareib, IMXJI0pMETaH/METAHON/AMMHAK B
cooTHomeHnu 9:1:0,1).

[pumep 1.4. 7-(4-Merokcudennn)-3-[2-(4-nupponuus- 1 -uamerundenun )3t | -3 H-xuHa3zonuH-4-0H.

w2

1.4.a. 4'-Metokcu-3-HuTpoOudenmi-4-kapOooHOBast KUCIIOTA.

VYka3aHHOE COEAMHEHUE TOJTyYaroT aHaJIoruYHo npuMepy 1.1.6 u3 4-0poM-2-HUTPOOEH30HOW KHCIIOTHI U
4-MeToKcH()EHUIOOPOHOBOM KUCIIOTHL.

Bexon: 0,38 1 (48,9% ot Teopun). C4,H;NOs (M = 273,24). Paccu.: Mmonekymsapabii muk (M-H): 272;
oOHapyx.: MonekymsipHbiid ik (M-H): 272. 3nagenne Ry 0,39 (cumkarens, TUXIopMeTaH/MeTaHON/ YKCyCHAs
KucioTa B cootHomeHuu 9:1:0,1).

1.4.6. [2-(4-TTupponunuH- 1 -unmeTnadeHm) T |aMua 4'-MeToOKCH-3-HUTpoOneHmIT-4-KapOOHOBOH KH-
CJIOTHI.

VYKa3aHHOE COCJMHEHHE IOJy4aloT aHaloruyHo npumepy 1.1.x u3 4'-meTokcu-3-HuUTpOOUQEeHUI-4-
KapOOHOBOW KUCIIOTHI U 2-(4-IUPPOIHIHH- | -HIMETHIAPEHIIT ) THIaMUHA.

Berxon: 0,23 1 (57% ot Teopun). CosHaoN;04 (M = 459,55). Paccu.: Monexynspusii mux (M+H): 460;
o6Hapyx.: MonekysapHbiit ik (M+H)': 460. 3nauenne Ry 0,48 (cumukarens, TUXIOPMETaH/METaHON/AMMHAK B
cootHomreHnu 9:1:0,1).

1.4.8. [2-(4-Tupponunus-1-wimermndenmn)dtuilamun 4'-MeToKCH-3-aMuHOOH(peHNIT-4-KapOOHOBOW KH-
CJIOTHI.

VYkazaHHOE COCMUHEHHE MONYYaroT aHaJOTHMYHO mpuMepy 1.3.B u3 [2-(4-mupponuauH- | -niMeTrnd eHm )
ot Jamuaa 4'-MeTokcu-3-HuTpooudenm-4-kapOOHOBON KUCIOTHI.

Bexoa: 0,09 r (42% ot Teopun). Cy7H3 N30, (M = 429,56). Paccd.: MONEKyISPHBIA MUK (M+H)": 430;
o6Hapyk.: Moneky spHbiit ik (M+H)': 430. 3nauenne Ry 0,44 (cunukaresb, IMXJI0pMETaH/METAHON/aMMHAK B
cooTHomeHnu 9:1:0,1).

[Mpumep 1.5. 7-(3,4-Auxnopdenun)-3-[2-(4-nupponuans- 1 -unmernndennn)atmn|-3H-xunazonnH-4-oH.

@pwv\“ m

1.5.a. 3" 4"- Iuxnop-3-anTpodudenni-4-kapOoHOBask KHCIIOTA.

VYka3aHHOE COEAMHEHUE TOJIyYaroT aHaOrHYHO npuMepy 1.1.6 u3 4-0poM-2-HUTPOOEH30IHOW KHCIIOTHI U
3,4-mux10ppeHnITO0POHOBOM KIUCIIOTHL.

Bexon: 0,72 r (28,4% ot teopun). C3H,CLNO, (M = 312,11). Paccu.: monekymsapueiii muk (M-H):
310/312/314; obnapyx.: MmonekymspHeii ik (M-H): 310/312/314. 3nauenne R¢: 0,39 (cmmmkarens, TuxiopMe-
TaH/MEeTaHOJI/yKCYCHasl KUCI0Ta B cooTHomennu 9:1:0,1).

1.5.6. [2~(4-TTuppomumus- 1 -umvetrnd e )3Tt Jamuz 3',4'-1uxiiop-3-HuTpoondeHm-4-kapOOHOBON KHUCIIOTHI.

VYkazaHHOE COEAMHEHHE IONydJaroT aHainornyao npumepy l.1.m m3 3'4'-muxiop-3-autpoOudenni-4-
KapOOHOBOW KUCIIOTHI U 2-(4-IUPPOIHIUH- | -HIMeTHIPEHIIT ) THIaMUHA.

Brixox: 0,47 r (64,2% ot Teopun). CrgHysCILN;O5 (M-498,41). Paccu.: monexymspubii muk (M+H)'™:
498/500/502; obmapyx.: MonekyspHsii mak (M+H)": 498/500/502. 3nauenne Ry 0,24 (cunmkarens, Juxiop-
MeTaH/METaHoJI/aMMHaK B cooTHomeHuu 9:1:0,1).

1.5.B. [2-(4-ITuppomimus- 1 -umverundenrt)tu Jamun 3',4'-mxiiop-3-aMuHoOnpeHIIT-4-KapOOHOBOM KHACTIOTBL

VYka3aHHOE COEAMHEHHUE MOJIyYaroT aHaJorMYHO npumepy 1.3.B u3 [2-(4-nupponuaus- 1 -uiMeTHiapeHun)
st |amuna 3',4'-muxiaop-3-HuTpoOud eHnI-4-KapOOHOBOM KHCIOTHL.

Bexon: 0,11 t (25% ot Teopun). CrsHyyCLN;O (M = 468,43). Paccu.: MONEKyISpHBIA MUK (M+H)":
468/470/472; obrapysk.: Moneky spHbii muk (M+H)": 468/470/472. 3nauenue Ry 0,46 (cunukarens, AUXIOp-
METaH/METaHOJI/aMMHaK B cooTHomenuu 9:1:0,1).

Ipumep 1.6. 7-(3-Mertokcudennn)-3-[2-(4-nmupponuaus- 1 -unmetundenwn)3tun|-3H-xunazonun-4-0H.

oG
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1.6.a. 3'-Meroxkcu-3-HUTpOoOUPEeHMIT-4-KapOOHOBAs KUCIIOTA.

VYkazaHHOE COeTMHEHUE MOMYYaroT aHaJOruyHO npuMepy 1.1.6 u3 4-6poM-2-HUTPOOSH30HHON KHCIOTH U
3-MeToKCH(EHIIOOPOHOBOM KHCIOTHI.

Bexon: 0,39 1 (73,6% ot teopun). C4H;1NOs (M = 273,24). Paccy.: MOJEKYISPHBINA THK (M+H)": 274;
o6HApyX.: MonekyIsapHblii ik (M+H)': 274. 3nauenue Ry: 0,35 (cummkarens, MXI0pMETaH/METaHON/yKCyCHas
KucnoTa B cootHomeHuu 9:1:0,1).

1.6.0. [2-(4-TTuppomumun-1-nnmetundeHin)3Twi|amu 3'-MeTOKCH-3-HUTpoOuheHMI-4-KapOOHOBON KH-
CJIOTHI.

VYKa3aHHOE COEJMHEHHE IIOJy4aloT aHaJormyHo npumepy l.l.m u3 3'-merokcu-3-HuUTpOoOMQpeHmII-4-
KapOOHOBOW KUCIIOTHI U 2-(4-IUPPOIHIUH- | -MiIMeTHIQEHIIT )3 THIIaMUHA.

Bexon: 0,39 r (57% ot Teopun). Cy7HyoN304 (M = 459,55). Paccd.: MONEKyISApHBIA MUK (M+H)": 460;
o6Hapyk.: MonekyspHbiit ik (M+H)': 460. 3nauenne Ry 0,23 (cumukarenb, IUXJI0OPMETaH/METaHONI/AMMHAK B
cootHomeHuu 9:1:0,1).

1.6.B. [2-(4-Tlupponuauu-1-wimermideHmwn)dTuialaMun 3'-MeTOKCH-3-aMUHOOM(peHNIT-4-KapOOHOBOH KH-
CIIOTHI.

VYka3aHHOE COEAMHEHHUE MOJIyYaroT aHAIOrM4YHO npumMepy 1.1.x u3 [2-(4-nuppoiuauH- 1 -uaMeTHapeHun)
stui]amuaa 3'-MeToKcu-3-HUTpoOupeHn-4-kapOOHOBOI KHUCIIOTHI.

Bexon: 0,11 r (30,6% ot teopun). Co;H3 N30, (M = 429,56). Paccu.: monexynspasiii mux (M+H)": 430;
o6Hapyx.: MonekysapHbiit ik (M+H)': 430. 3nauenne Ry 0,36 (cumukarens, TUXI0PMETaH/METaHON/AMMHAK B
cootHomreHnu 9:1:0,1).

[Mpumep 1.7. 7-(4-@ropdennin)-3-[2-(4-nupponuaus-1 -mimermindennn)atn]-3H-xnHazonmuu-4-0H.

Y
r
@@M

1.7.a. 4'-@rop-3-auTpobudeHmn-4-kapOOHOBASI KHCIOTA.

VYkazaHHOE COeTMHEHUE MONYYaroT aHaJOruyHO npuMepy 1.1.6 u3 4-0poM-2-HUTPOOSH30HHON KHCTIOTHI H
4-dpropheHnTO0POHOBOI KHCIOTHI.

Bexon: 1,3 1 (61,2% ot teopun). C3HgFNO, (M = 261,21). Paccu.: monexymsipasiii nuk (M-H)™: 260; 06-
Hapyxk.: MosieKyJsipHblii uk (M-H): 260. 3nauenune Ry 0,34 (cuiukarens, AMXJIOPMETaH/METaHOI/YKCyCHAsI
KucioTa B cootHomeHuu 9:1:0,1).

1.7.6. [2-(4-Ilupponuaun-1-unmernndenun)stuilamug 4'-¢prop-3-uHuTpodudennn-4-kapooHOBOH KHUCIIO-
ThI.

VYka3aHHOE COeIMHEHHE MOIydaroT aHajJoru4Ho npumepy l.1.u u3 4'-¢rop-3-uuTpodudenun-4-kapooHo-
BOW KUCIIOTHI U 2-(4-IUPPOIHINH- | -UIMeTHI(QEHIIT )3 THIIaMUHA.

Berxon: 0,38 1 (57,8% ot teopun). CosHagFN3O5 (M = 447,51). Paccu.: monekynsapasiii muk (M+H)': 448;
o6Hapyk.: Moneky spHbii ik (M+H)': 448. 3nauenne Ry 0,24 (cumukarenb, IUXJI0OPMETaH/METaHON/AMMHAK B
cootHomeHuu 9:1:0,1).

1.7.8. [2-(4-ITuppomuauH- | -unmeTundernn ) tn| amug 4'-pTop-3-amuHoOnpeHm-4-kapOOHOBOK KHCIIO-
TBL

VYkazaHHOE COEIMHEHHE MONy4YaroT aHaJOrmYHO mpumepy 1.3.B u3 [2-(4-muppoiuaus- | -niMeTnindeHmn)
st Jamuaa 4'-grop-3-autpodbuderHmn-4-kapOOHOBON KHUCIIOTHI.

Brixox: 0,06 T (32% ot Teopun). CogHosFN;O (M = 417,53). Paccu.: MonexynapHeii muk (M+H)™: 418;
o6Hapyx.: MonekysapHbiit ik (M+H)': 418. 3nauenne Ry 0,63 (cHmukarenb, IMXI0PMETaH/METaHON/aMMHAK B
cooTHomeHnu 9:1:0,1).

[Mpumep 1.8. 7-(4-Otundennn)-3-[2-(4-nupponuaus- 1 -unmernndenun )3tun] -3 H-xunazonuH-4-0H.

@u@w

1.8.a. 4'-Bunnin-3-aurpoOudenmn-4-kapOoHOBas KHCIOTA.

VYka3aHHOE COEAMHEHUE TOJIyYaroT aHaorHYHO npuMepy 1.1.6 u3 4-0poM-2-HUTPOOEH30IHOW KHCIIOTHI U
4-BUHWI(QEHUIOOPOHOBOH KUCIIOTHL.

Bexon: 0,58 r (53% ot Teopun). CsH;;NO4 (M=269,25). Paccu.: monexymspusiii muk (M-H): 268; oOHa-
pyx.: Monekymsipablii muk (M-H): 268. 3nauenne Ry 0,39 (cummkarens, JUXIO0pMETaH/METaHON/YKCYCHAsT KH-
ciora B cooTHomeHun 9:1:0,1).

1.8.0. [2-(4-TTupponuaun- 1 -unmeTrnd e )3T |amu 4'-BUHII-3-HUTPOOHpeHmI-4-KapOOHOBOK KHCIIO-
TBL

VYka3aHHOE COEIMHEHHE MOJy4aloT aHajoruyHo mnpumepy l.1.u u3  4'-BuHmiI-3-HUTpOOUQEHMUI-4-
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KapOOHOBO KUCIOTHI U 2-(4-TTUPPOIUANH- | -UIMETHII(SHI )3 THIAMITHA.

Bexoa: 0,38 1 (56,8% ot Teopun). CysHygN;03 (M = 455,56). Paccd.: MONEKyISIpHBIN MUK (M+H)": 456;
o6Hapyk.: Moneky sapHbiit ik (M+H)': 456. 3nauenne Ry: 0,21 (cunukaress, IMXJI0pMETaH/METaHON/AaMMHAK B
cootHomeHuu 9:1:0,1).

1.8.B. [2-(4-ITupponuaus-1-nnmernndenmwn)atunlamun 4'-31un-3-aMuHOOUpeHn-4-kapOOHOBOM KHCIIO-
TBL

VYka3aHHOE COEAMHEHHUE TOJIyYaroT aHaJorM4HO npumepy 1.3.B u3 [2-(4-nupposuaus- 1 -uaMeTHiIpeHun)
stui]amuna 4'-BUHWI-3-HUTPOOHpeHNI-4-KapOOHOBOH KUCIIOTHI.

Beixon: 0,15 r (63,9% ot teopun). CosHisN;O (M = 427,59). Paccu.: monekynspublit muk (M+H)': 428;
o6Hapyk.: MonekyspHbiit ik (M+H)': 428. 3nauenne Ry 0,47 (cumukarens, TUXJIOPMETaH/METaHON/AMMHAK B
cootHomeHuu 9:1:0,1).

Ananornyso npumepy 1.1.1 mosiy4aroT ciaenyrone CoeAMHEHUs

r/N R

20

IIpumep|R Onyxr|CyMmMmapHas Macc- ty ~ |SHAYEHHE
_ hopmyna CIIEKTp [°C] |Rf
1.1 4-xmopdenun L1.a |Cy7H.6CIN;O (444 [M+H]+ 178- 10,35 (A)
179
1.2 4-meTHndeHnn 1.2.B |CpgH9N;0 424 [M+H]'|157- 10,36 (A)
158
1.3 4-tpudropmetmndenun(l.3. (CrgH,6F3N30  |478 [M+H]+ 179- 10,4 (A)
181
1.4 4-MeTOKCH(pEHUT 1.4.8 |CygHz9N;30; 440 [M+H]"|143- (0,37 (A)
144
1.5 3,4-nuxnop¢peHun 1.5.8 |Cy7H,5CILN3O  [478/80/82 148~ 10,36 (A)
[M+H]" 149
1.6 3-MeTOKCHpEHHT 1.6.B |C5H29N30, 440 [M+H] ' [Bock [0,14 (A)
1.7 4-dropdenun 1.7.B |C,7H26FN3O 428 [M+H]'|160- [0,45 (A)
161
1.8 4-sTHndeHmI 1.8.B |Cy9H3;N30 438 [M+H]+ 165- 10,37 (A)
: 166
IIpumeuanue: 3HaueHne Ry A = (cumKareis, TXJ0pMeTaH/MeTaHoI/aMMuak B cootHomennu 9:1:0,1).

ITpumep 1.9.
F
F

O‘l\/©/\/0

1.9.a. 7-(4-Tpudropmermndermn)-2-MeTmi-3-[ 2-(4-mupponuauH- | -ummveTrindermn )3T |-3 H-xuHa3onuH-
4-0H.

PactBop 0,07 r (0,15 mmoms) [2-(4-muppomunns-1-unMmernndenmn)dtmwilamuna 4'-TpudTopMeTI-3-
amMuHOOHU(DeHMIT-4-KapOOHOBOH KUCIOTH (cM. ipuMep 1.3.8B) B 4 M1 ykcycHO# kucnotsl u 0,028 mur (0,3 mmors)
YKCYCHOTO aHTHJpHJIA B TeueHne 12 4 HarpeBaroT ¢ 0OpPAaTHBIM XOJOAMIBHUKOM. 3aTeM PEaKIMOHHBIA PacTBOP
pa30aBisiiOT BoJOH, 3HaueHHe pH ycTaHaBIMBAaIOT Ha § C MOMOILBIO pa30aBIEHHOTO PAacTBOpa €IKOro HaTpa u
IKCTparupyroT nuxiopmeranom. Opranudeckyro (asy cymar Haja cynbdaroMm MarHus. [IpoayKT OUHIIaT KO-
JIOHOYHOW Xpomatorpadueil Ha cuiMkaresie (QJIOCHT: CMECh AMXJIOPMETaH/METaHOJ/aMMHUAaK B COOTHOILCHUU
90:10:1).

Beixon: 0,008 r (11% ot Teopun). CooHysF3N;0 (M = 491,56). Paccu.: Monexynsipasii ik (M+H)': 492;
o6Hapyx.: MonekysapHblit ik (M+H)': 492, 3nauenne Ry 0,36 (cumukarenb, IMXI0pMETaH/METaHON/AMMHAK B
cootHomreHnu 9:1:0,1).

Amnanornysao npumepy 1.9.a ony4aroT CleAyIOINEe COEAUHEHHUS

N
=

X
SO
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TIpumep|R>’ Anykr|CymmapHas Macc- tuy  |SHAYEHHE
tdbopmyna CIIEKTp [°C] [Re

1.9 4-tpudpropmetundennn|l.3.8 |CyoHygF3NsO 492 Bock [0,36 (A)
[M+H]"

1.10 4-MeTunbeHun 1.2.B |C,9H31N;30 437 Bock [0,66 (A)
[M+H]"

1.11 4-xnopdernn 1.1.x |CpgH,5CIN;O  |458/60 160- 10,40 (A)
M+H]"  |163

IIpumeuanue: 3HaueHne Ry A = (cumKkareis, TuXJ0opMeTaH/MeTaHoI/aMMuak B cootHomennu 9:1:0,1).
[Mpumep 1.10. 2-Metuin-3-[2-(4-nupponuaus- 1 -unme T e )3t |- 7-n-roiani-3 H-xuHa3onuH-4-0H.
[Mpumep 1.11. 7-(4-Xnopdenun)-2-merui-3-[2-(4-nupponuaus- 1 -unmerundenun )3t | -3 H-xunazonun-4-

] Cl

OH.
Ipumep 1.12.

OYN
L2
Q-

1.12.a. 7-(4-Xnopdenun)-3-[2-(4-nupponuans- 1 -unmernndennn)atui |- 1 H-xunazonun-2,4-11oH.

Peakunonnyto cmecs u3 0,3 r (0,69 mmonst) [2-(4-nupponuans-1-unmernndenni)atn|amuaa 4'-xnop-3-
amuHOOHpeHmnI-4-kapooHoBoH KucnoTs! (cM. mpumep 1.1.x) u 0,1 T (0,65 mmons) KW B 50 M Terparunpody-
paHa B TeueHHE 24 4 KUIATAT ¢ OOpaTHBIM XOJIOMMWIBHUKOM. [locie sToro momomHuTenpHO AoOasisior 0,1 T
KU u peakiimoHHYI0 CMeCh KUIATSIT C 0OpaTHBIM XOJIOMWIEHUKOM B T€UCHHE MOCIeAyomux 24 4. 3ateM pe-
aKIIMOHHYI0 CMECh KOHLEHTPHPYIOT Ha POTOPHOM HcHapuTene. [IpoayKT oYMIIaloT KOJIOHOYHOM XpomaTorpa-
(hueit Ha curKarese (JIFCHT: CMECh AUXJIOPMETaH/METaHOI/aMMKaK B cooTHomeHun 60:1:0,1).

Bexon: 0,2 1 (62,9% ot Teopun). Temmnepatypa miasnerus: 274-276°C. Cy7HysCIN;O, (M = 459,98).

Paccu.: monekynsapusiii muk (M+H)": 460/462; o6Hapysx.: MonexkyspHbiit mak (M+H)": 460/462.

3uauyenue R¢: 0,1 (cumkaresb, JUXJI0pMeTaH/MeTaHO/aMMuak B cooTHomreHuu 50:1:0,1).

Mpumep 1.13. 7-(4-Xnopdenun)-3-{2-[4-((S)-2-MeToKCUMETHIITUPPOIUAUH- | -rimeTin ) perns [atun § -3H-

XHMHA30JI1H-4-0H.
Y\“ CI

1.13.a. [4—(2-(S)-MeTOKcheTI/mHI/IpponH,uI/IH 1- I/IJIMeTI/m)(beHI/m]aueTOHI/ITpI/In.

VYka3aHHOE COEAMHEHHE IOJIydYaroT aHAIOTHYHO npumepy l.1.x u3 2-(S)-MEeTOKCHMETHIUPPOIINANHA U
(4-6poMMeTHII(pEHIIT )alle TOHUTPHIIA.

Bexon: 0,9 r (51,6% ot teopun). CisHyoN,O (M = 244,33). Paccu.: MONEKYISAPHBINA TTHK (M+H)": 245; 06-
HapyX.: MoneKynspHbii muk (M+H)': 245. 3uayenue Ry 0,3 (cuuKaresib, IUKIOTEKCAH/ITHIAIIETAT B COOTHO-
mennn 1:1).

1.13.6. 2-[4-(2-(S)-MeTOKCUMETHIIITHPPOTH TN H- | -HaMeTHIT ) DEHIII | S THIIAMHH.

YkazaHHOE COeAMHEHHE MMOMyYaroT aHAIOTHIHO npumepy 1.1.3 u3 [4-(2-(S)-meTokcuMeTUIuppoIHInH-1 -
WIMeTHIT)(EeHUI |alle TOHUTPHIIA.

Brixox: 0,5 1 (54,7% ot Teopun). C;sH,4N,O (M = 248,37). Paccu.: monekynspHsli mak (M+H)™: 249; 06-
HapyK.: MoneKynapHbil muk (M+H)": 249. 3nauenne Ry: 0,3 (cunmKaress, JUXJI0PMETaH/ITaHON/AMMHUAK B CO-
otHomenunu 20:1:0,1).

1.13.B.  {2-[4-(2-(S)-MeTokcuMeTHIHPPOIUANH- | -nimeTn)permn |atun famuy — 4'-xiop-3-HuTpodude-
HHI-4-KapOOHOBOW KUCIIOTHI.

VYkazaHHOE COeIMHEHHUE ITONYyJaloT aHAJOTHYHO npuMepy l.1.m u3 4'-xmnop-3-aHuTpodudenmi-4-kapOoHo-
BOM KHCHOTHI U 2-[4-(2-(S)-MEeTOKCUMETHIITTUPPOTHIIH- | -HIMETHIT) peHII [ THIIAMHHA.

Beixoa: 0,5 r (54,7% ot Teopun). CygH30CIN;O4 (M = 508,02). Paccu.: MONEKyJSIpHBIA MTHK (M+H)":
508/510; obuapyx.: MonekyispHeii muk (M+H)™: 508/510. 3mauenne Rp: 0,6 (cuimkareis, AUXJIOpMe-
TaH/3TaHoj/aMMuak B cootnomenuu 20:1:0,1).

1.13.r. {2-[4-(2-(S)-METOKCUMETHITUPPOTIHIUH- | -HAMETHIT ) DEHII |ITHI } aMu1 4'-XJ10p-3-aMHHOOUHEH LI
4-kapOOHOBOM KUCIIOTHI.

VYka3aHHOE COEIMHEHHE MOJYHYaloT aHaloruuHo npumepy 1.3.B u3 {2-[4-(2-(S)-MeToKCUMEeTHANUPPOIIHU-
JH- 1 -unveTn)henn |3t f amua 4'-xnop-3-aHuTpooudenni-4-kapOoHOBOH KUCIOTHI.

Boixon: 0,24 1 (51% ot teopun). CysH3CIN;O, (M = 478,03). Paccu.: Monekynsphbiii muk (M+H)':
478/480; obHapyx.: MonekynspHeii muk (M+H)": 478/480. 3nauenme Ry 0,2 (cunmkarenib, JMXIOpMe-
TaH/MeTaHoJI/aMMuak B cootHomenuu 10:1:0,1).
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pumep 1.14. 7-(4-Xnopdennn)-3-[2-[(4-mumeTrnamuaOMe THIIGeHINT )3T | -3 H-XnHa301MH-4-0H.

C'

1.14. a. (4-JIlumeTmIaMUHOMETHII()SHIIT )alle TOHUTPHIL.

YkazaHHOE COeTMHEHHE TT0JIy4ar0T aHAIOTHYHO npuMepy 1.1.k u3 numeriiamMuHa U (4-0poMMeTHI(QEeHNUT)
alleTOHUTPHJIA.

Brixox: 1,0 r (30% ot teopun). Cy;H 14N, (M= 174,24). Paccu.: Monexynapseii muk (M+H)™: 175; o6Ha-
py».: MonekynapHeiii muk (M+H)": 175. 3nauenue Ry: 0,2 (cunmkares, HUKIOTeKCaH/3TUJIANETAT B COOTHOLIE-
Huu 1:1).

1.14.6. 2-(4-IumeTnnaMUHOMETHI(ESHWIT )3 THIIAMHUH.

VYka3aHHOE COeMHEHHE IOJIydYaroT aHajIorn4Ho npumepy 1.1.3 u3 (4-muMernnaMuHOMETHII(EHNIT)aleTo-
HUTPHIIA.

Bexona: 1,0 T ceiporo npoaykra. C;H gN, (M = 178,28). Paccu.: MOneKyIspHBIH THK (M+H)": 179; o6Ha-
pys.: MonekynspHbii muk (M+H)™: 179. 3nauenne Rg: 0,2 (cummkarens, JUXIOPMETaH/9TaHO/AMMHUAK B COOT-
Homrennu 20:1:0,1).

1.14.8. [2-(4-AumeTrnamuaoMe THIIHEHIIT )3 THI [aMu T 4'-XI0p-3-HUTpoOH B eHII-4-KapOOHOBO# KMCIOTHL.

VYka3aHHOE COeIMHEHHE MOJYy4alT aHaIorHyHo npumepy 1.1.u u3 4'-xj0p-3-uuTpodudenus-4-kapOooHo-
BO# KHCJIOTHI U 2-(4-MMETHIAMHUHOMETHII()ESHIIT )3 THIIAMHHA.

Brixox: 0,5 T (63,4% ot Teopun). CpHouCIN3O; (M = 437,93). Paccu.: mMonekynspHsiii muk (M+H)'™:
438/440; obHapyx.: Mmonexkymsapubii muk (M+H)": 438/440. 3nauenme Ry 0,35 (cunmmkarens, AUXJIOpMeE-
TaH/3TaHoN/aMMuak B cootHomenunu 20:1:0,1).

1.14.r. [2-(4-AumeTnnaMUHOME THI(QESHIIT )3THI |aMu 4'-XJ10p-3-aMuHOON P eHIIT-4-KapOOHOBOM KHCIOTHI.

VYka3aHHOE COEIMHEHHE ITOJy4aloT aHAIOTMYHO npumepy 1.3.B u3 [2-(4-IuMeTHIaMHUHOMETHII(EHMUII)
st |Jamuna 4'-xmop-3-auTpodudenmn-4-kapOOHOBON KHUCIIOTHI.

Beixon: 0,2 r (43% ot teopunm). CoyHyoCIN;O (M = 407,94). Paccu.: monekynsaprbiii muk (M+H)':
408/410; obmapysxk.: Mmonekynsapusii muk (M+H)": 408/410. 3mauenue Ry 0,2 (cuiukarens, AUXJOpMe-
TaH/MeTaHoj/aMmMuak B cootHomeHun 20:1:0,1).

Ipumep 1.15. 7-(4-Xnopdennn)-3-[2-(4-nmunepunus- 1 -unmerundennn)atui -3 H-xuHa30auH-4-0H.

cl
(/N O
LI
SUSAS

1.15.a. (4-ITunepuann- 1 -umMe T eHNIT)alle TOHUTPHIL.

VYkazaHHOE COCIMHEHHE IONYYaloT aHAJOTHYHO mpuMepy 1.1k u3 mumepunuHa u (4-OpoMMeTHII(EHIT)
alleTOHUTPHIIA.

Bexon: 1,6 T (39% ot teopun). Ci4H gN,(M = 214,31). Paccu.: MoneKyIspHBIA K (M+H)": 215; o6Ha-
pys.: MostekynsapHbiii muk (M+H)™: 215. 3nauenne Ry 0,4 (cuiukaresb, IMKIOTeKCAH/ITHIAETAT B COOTHOLIIE-
Huu 1:1).

1.15.6. 2-(4-ITunepuaus- 1 -unMe TG eHI )3 TUIAMIH.

VYkazaHHOEe  COEIMHEHHWE  MOJy4aroT  aHaloruyHo  mpumepy  1.1.3 w3 (4-nunepunus-1-
WIMETHII()EHIT )alleTOHUTPIUIIA.

Brixox: 1,4 1 (85,9% ot teopun). C4;H,oN, (M = 218,34). Paccu.: monexynapssii mux (M+H)™: 219; 06-
Hapyk.: MoneKynsapHblit muk (M+H)": 219. 3nauenne Ry: 0,2 (cHiMKaress, JUXJI0PMETaH/9TaHON/AMMHUAK B CO-
otHomennu 20:1:0,1).

1.15.8. [2-(4-ITunepuann-1-nnmernndennn)stui|amug 4'-xyop-3-HuTpodudenni-4-kapOoHOBOH KHUCIIO-
THI.

VYkazaHHOE COCIMHEHHE IIONYyYaloT aHajnormyHo mpuMmepy 1.1.mu u3  4'-xmop-3-HuTpoOudeHmn-4-
KapOOHOBOW KUCIOTHI U 2-(4-THIepuINH- | -nIMeTHII)eHIIT )3 THIIAMIHA.

Beixoa: 0,07 t (40,7% ot teopun). Cy;H,sCIN3O3 (M = 477,99). Paccu.: MOneKyJspHbINA MUK (M+H)":
478/480; obnapyxk.: Monekymsapusii muk (M+H)": 478/480. 3mauenue Ry 0,5 (cuimkarens, AuXjopMe-
TaH/3TaHoj/aMMuak B cootHomenuu 20:1:0,1).

1.15.r. [2-(4-ITunepuaun-1-unmermndennn)stmwi|amun 4'-xnop-3-aMuHoOUpeHnI-4-KapOOHOBOM KHCIIO-
TBL

VYka3aHHOE COEJMHEHHE IMOJYyYal0T aHAJIOTMYHO npumepy 1.3.B [2-(4-nunepunus- 1 -uaMe T eHnT)a T
amua u3 4'-xyop-3-HuTpoodudeHm-4-kapOoHOBOI KHUCIOTHI.

Bexoxa: 0,05 T (76,4% ot Teopun). Cy7H30CIN;O (M = 448,01).
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pumep 1.16. 7-(4-Xnopdennn)-3-[2-(4-mopdonua-4-nmmeTtund eHrn )3Tt |-3H-xuna3ommH-4-0H.
Cl

1.16.a. (4-MopdonuH-4-umMe THI()EHNIT )alle TOHU TP,

VYkazaHHOE COeNMHEHUE IMONydaloT aHAJIOTHYHO IpuMmepy l.1.x u3 mopdonuHa u (4-OpoMMeTHII(EHILT)
aIleTOHUTPHIIA.

Bexox: 1,63 1 (98,9% ot teopun). C;1H;c(N,O (M = 216,28). Paccu.: MOJIEKyISPHBINA THK (M+H)": 217;
o6Hapyk.: Moneky sipHbiit ik (M+H)': 217. 3nauenne Ry: 0,33 (cuimukareib, UKIOreKCaH/3TUIALIETAT B COOT-
Homrenuu 1:1).

1.16.6. 2-(4-Mopdonun-1-unmeruiheHnT )3 THIAMHH.

VYka3zaHHOE COeJMHEHHE TOJIYYarT aHaaoruyHo npumepy 1.1.3 u3 (4-mopdomus- 1 -mwiMeTrideHm )ame-
TOHUTpPHJIA.

Beixon: 1,65 r (99,4% ot teopun). Ci3HN,O (M = 220,31). Paccu.: monekynspubiit mux (M+H)": 221;
o6Hapyk.: MoneKynsapHsii muk (M+H)': 221. 3nauenne Ry 0,54 (cumukarens, JUXIOPMETaH/3TaHOJ/aMMHUAK B
cootHomeHuu 9:1:0,1).

1.16.8. [2-(4-Mopdonun- 1 -mmmeTrindenmn )t |amug 4'-xmop-3-HuTpodudeHmn-4-kapOOHOBOH KUCIOTHI.

VYKkazaHHOE COEOMHEHHE TIIONydYaloT aHajormyHo mpumepy 1.1.u u3  4'-xmop-3-HuTpoOudeHmn-4-
KapOOHOBOM KUCIOTHI U 2-(4-MOp(OIHH- 1 -UIMeTHISHI ) I THIIAMHHA.

Beixoza: 0,53 1 (76,6% ot teopun). CysHysCIN3O4 (M = 479,97). Paccu.: MONeKyJISpHBINA MUK (M+H)":
480/482; obnapyx.: Monexkymsapubii muk (M+H)": 480/482. 3mauenme Ry 0,5 (cuiukaremb, AUXIOpMe-
TaH/3TaHoj/aMMuak B cootHomenun 90:1:0,1).

1.16.r. [2-(4-Mopdomun- 1 -unmeTrndeHun )3T |amu ] 4'-x510p-3-aMuHOOU e HII-4-KapOOHOBOH KHCIIOTHL.

VYka3aHHOE COEJMHEHHE IOJy4aloT aHajornyHo npumepy 1.3.B u3 [2-(4-mopdonuH-1-unmernndenun)
stui]amuna 4'-xia0p-3-HuTpooudeHnI-4-kapOOHOBOH KUCIIOTHI.

Beixon: 0,45 1 (90,6% ot Teopun). CrsHosCIN3O, (M = 449,98). Paccu.: MonekynsapHbii muk (M+H)':
450/452; obuapyx.: Monekynspubii muk (M+H)": 450/452. 3nauenme Ry 0,67 (cumukaremb, AMXIOpMe-
TaH/3TaHoj/aMMuak B cootHomeHuu 90:1:0,1).

Ananornyso npumepy 1.1.71 mosiy4aroT ciaenyronme CoeAMHEHUs

l Cl

IIpumep RIRZN-X- Jnyxr CymmapHas Macc-cnextp -t [°C] |3vaucHue
Gopmyna Ry
1.13 = 1.13.1 [C29H30CIN30, 488/490 133- 0,3 (B)
C; M+H]" 135
N~
1.14 L 1.14.7|C,5H,4CIN30O 418/420 183 0,66 (B)
AN [M+H]+
1.15 O 1.15.r |C,3H;3CIN3O 458 [M+H]+ 169- 0,4 (D)
Ne_~ 170
1.16 o 1.16.7|C,7H,6CIN30, 460/462 169- 0,77 (A)
L~ M+H]' 170

[Ipumeuanue: 3HaueHue Ry

A = (cunuKareinn, TMXJI0pMeTaH/MeTaHojI/aMMuak B cootHomennu 9:1:0,1),

B = (cuukarens, AUXJIOpMETaH/MeTaHO/aMMuak B cooTHomrenuu 10:1:0,1),

I' = (cuukarenp, AUXJIOPMETaH/3TaHo/aMMuak B cooTHomeHun 20:1:0,1).

Mpumep 1.17. 7-(4-Xnopdenun)-3-{2-[6-(4-meTnnnunepasus- 1 -nwn)nupuun-3-ui 3w } -3H-xuHa3zonuH-

4-0H.
cl
O N
\w
O
(o]

T
' O\

1.17.a. (6-XnopnupuarH-3-1i)aeTOHUTPHIIL.
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K pactBopy 6,91 T (41,66 MMons) moanaa kamus u 2,24 t (49,01 mmons) unanuna Hatpust B 400 M cmecn
3TaHoi/BoAa (B cooTHomeHnn 9:1) mo kamisam g00aBisioT pactBop 7,5 T (41,66 MMoIIst) 2-XJT0p-S5-XJIOPMETHII-
mupuanHa B 100 Mi1 3TaHONa. 3aTeM peaknHOHHYIO cMech HarpeBaioT 0 85°C u BBIICP)KUBAIOT TIPH ITOH TeM-
neparype B TEUCHHUE ISITU 4acoB. [locie 3Toro pacTBOpUTENh MPAKTUIECKH MOITHOCTHIO OTTOHSIOT B BaKyyMe U
OCTATOK DKCTPAarupyroT BOJOH U 3THiIaneTaToM. OpraHndecKkyio a3y TpHKIbl IPOMBIBAIOT BOJOH U CyIIaT Haj
cynbdarom Hatpus. [IpomyKT ouMIalOT KOJOHOYHOW Xpomarorpaduedl Ha cuiMkarene (QJIIOSHT: CMECh JIU-
XJIOPMETaH/3TaHoI).

Bexon: 2,9 r (45,6% ot teopun). C;HsCIN, (M= 152,58). Paccu.: monexynspasiii mux (M+H)': 151/153;
o6Hapy:x.: MoneKynapHbii muk (M+H)": 151/153.

1.17.6. [6-(4-MeTtunnunepasus- | -1i1) TUpUIIH-3 -1 |alle TOHU TPIIT.

PactBop 2,9 r (19 mmouneit) (6-xmopnupuauH-3-wi)aueToHuTpuia, 5,27 mi (38 MMoreil) TpuaTHIaMUHa U
2,1 ma (19 mmoneit) N-metmmumepaszuna B 50 M1 H-OyraHona HarpeBatoT 10 180°C B MUKPOBOJIHOBOM ITeUn U
BBIJICP)KUBAIOT IIPU 3TOH TeMIeparype B TedeHHe 2 4. 3aTeM pacTBOPHUTENb OTTOHSIOT B BaAKyyMe, OCTaTOK CyC-
MEHIUPYIOT B BOJIE M TIOCIIE 3TOTO SKCTPArupyroT stmnaneratoM. OObeinHEHHbIE OPraHn4ecKhe (a3bl TPHKABI
SKCTParupyrT BOJOHW M CymIaT Haja CylbhaToM HaTpus. [IpOAyKT OUMINAIOT KOJIOHOYHOH Xpomarorpadueii Ha
ajlokce (AIIIOCHT: CMECh MEeTPOJICHHBIN 3(hUp/3THIIAIIETAT B COOTHOIICHUH 1:1).

Bexon: 1 1 (24,6% ot Teopun). Temnepatypa iaBienus: 58-59°C. Cp,HgNy (M = 216,28). Paccu.: mo-
nexynsaprbiii ik (M+H)™: 217; o6Hapy.: MosekynspHbiii muk (M+H)": 217,

3unauyenue R¢: 0,35 (cumkarens, TuXjaopMeTalH/MeTaHoI/aMMuak B cootHomennu 9:1:0,1).

1.17.B. 2-[6-(4-MetunnunepasuH- 1 -uin) I puARH-3 -1 |3TUIIAMUH.

VYkazaHHOE COeTMHEHUE MOy4yaroT aHaJOru4YHO npumMepy 1.1.u u3 [6-(4-mMeTunnunepasus- | -un)mupuanH-
3-mnlanerorutpuia. Bexon: 0,94 r (96% ot Teopun). CjoHyoN, (M = 220,32).

Paccu.: Mmonekynsaphbiii mux (M+H)": 221; o6Hapys.: MoekyaspHbii muk (M+H)": 221.

1.17.r. {2-[6-(4-Metunnumnepasus- 1 -um)mupuus-3-mi ot famus 4'-xiop-3-HuTpodudenni-4-kapOooHo-
BOH KHCIIOTBL.

VYkazaHHOE COEIMHEHHE MOIYyYaloT aHAIOTHYHO npumepy 1.1.x u3 4'-xmop-3-auTpobudenmn-4-kapboHo-
BOM KHCJIOTHI U 2-[6-(4-MeTninunepa3nH- 1 -uin) M puIinH-3 -1 |3 THIaMAHA.

Bexon: 0,48 T (36,7% ot Teopun). Temneparypa mnaBinenus: 158-159°C. C,sH6CINsO5; (M =479,97).

Paccu.: monekynsapusiii muk (M+H)': 480/482; o6Hapysx.: MonekyspHbiii mak (M+H)': 480/482.

1.17.1. {2-[6-(4-MeTunnumnepasuH- | -uin)IApUAUH-3 -1 [dTHIT } aMU]T 4'-xnop-3-amuHOOU B eHMIT-4-
KapOOHOBOW KHCIIOTHI.

VYKa3aHHOE COEIMHEHHE TMOJydYaloT aHaioruyHo mpumepy 1.1.u u3  {2-[6-(4-meTmnnunepasun-1-
W) IUPUAMH-3-mi |3Tri famuaa 4'-xiop-3-HuTpooudennin-4-kapOoHOBOH KUCIOTHI.

Bexon: 0,12 r (64% or Teopun). Temneparypa miasieHust: 198-199°C. CpsHysCINsO (M = 449,98).
Paccu.: monexynapnbiii mukx (M+H)': 450/452; o6Hapysx.: MosekyaspHbIii muk (M+H)": 450/452.

1.17.e. 7-(4-Xmophenmn)-3- {(2-[ 6-(4-meTmmunepasut- | -m1) mupuauH-3 -1 |31tu | -3 H-xuHa301mH-4-0H.

VYkazaHHOE COeIMHEHHWE TONy4alT aHajgormyHo mnpumepy 1.1.1 wm3 {2-[6-(4-meTmnmunepasus-1-
W) TUPUARH-3 -1 |3TII } aMuaa 4'-Xmop-3-aMuHOON(peHNIT-4-KapOOHOBOH KACIOTH M MypPaBBIHOMN KHCIOTHL.

Bexona: 0,06 T (53,5% ot Teopun). Temneparypa mnaBneHus: 263-264°C. C,sH,6CINsO (M = 459,98).

Paccu.: monekynsapusiii muk (M+H)': 460/462; o6Hapysx.: Monexysipabii mukx (M+H)': 4460/462.

Ipumep 1.18. 7-(4-Xnopdenwnn)-3-[2-(4-mupponuaus- 1 -unmerundennn )t -3H-6en3o[d][1,2,3 ]tpua

3UH-4-0H.
cl
0 =
C}“\/Q/\/ (¢}

1.18.a. 7-(4-Xnopdenmn)-3-(2-[4-(1-muppomuaua- 1 -wiTn)perwn |3twn } -3H-6en3o[d][1,2,3 |tpuaszun-4-

zZ—Z

OH.

K pactBopy 0,27 1 (0,62 w™moms) [2-(4-muppomunus-1-unmermndenmn)stmwilamuna 4'-xmop-3-
amMuHOOU(DeHMIT-4-KapOOoHOBOH KUCIOTH (cM. mprmep 1.1.x) B 10 M1 MeTaHONIA M TAKOM K€ KOJIUYeCTBe 1H. co-
JITHOHM KUCIOTHI 1ipH Temneparype 0-5°C memnenHo mo xaruisaM pob6asisrot pactsop 0,09 r (0,93 mmornst) HUTPH-
Ta HATpUs B 2 MIJ BOABL 3aTEM PEAKIHUOHHYIO CMECh IIEPEMEIIMBAIOT B TEUEHHUE TPEX YacOB IPU KOMHATHOMH
TeMIepaType, nocie 4ero pa3oasisitoT 30 M1 BOZIBI M MOJIICIAYUBAIOT PACTBOPOM aMMuaka. BoaHblii pacTBop
9KCTparupyroT stuianeratoM. OObeIUHEHHbIE OpraHUYecKue (ha3bl TPYIKABI MPOMBIBAIOT BOAOW, CyIIaT Haj
cyiabdaroM HaTpus U (QUIBTPYIOT Yepe3 aKTHBUPOBaHHBIN yronb. Jlajnee yaassioT pacTBOPUTENIb U OCTATOK
IMPOMBIBAIOT AUU30IPOIUIIOBBIM 3(1)I/IpOM.

Beixoa: 0,09 r (32,5% ot Teopun). Temneparypa miainenus: 151-152°C. C,6H,5CIN,O (M = 444,96).

Paccu.: Monekynspnbiii muk (M+H)': 445/447; o6Hapyx.: MonexkynsapHbiii muk (M+H)": 445/447. 3naue-
Hue R¢: 0,35 (cunmkarens, TuxinopMeran/aTanod B cootHomeHnn 10:1).

IMpumep 1.19. 7-(4-Xnopdennn)-3-(4-nmuppoauaun- 1 -umernnoensun)-3H-6en3o[d][1,2,3]rprazun-4-oH.
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1.19.a. 4-(1-ITupponuauH- 1 -MIATHIT)OEH3OHUTPHIL.

VYka3zaHHOE COCJMHEHHE MMOJYYarT aHAJIOTHYHO mpuMepy 1.1k W3 munepumuHa U 4-OpOMMETHIOCH30-
HUTpHIIA.

Bexon: 2,4 1 (85,9% ot teopun). Ci,H 4N, (M = 186,25). Paccu.: monekynsapusiii muk (M+H)": 187; 06-
Hapy.: Mojleky apHbii muk (M+H)": 187. 3nauenne Ry 0,63 (cHnmKaress, IUXJIOpPMETaH/METaHO/AaMMHAK B
cootHomreHnu 8:2:1).

1.19.6. 4-(1-Tlupposmans-1 -ua3THIT )OS H3MITAMUH.

VYkazaHHOE COeIMHEHHE MOYJaloT aHANOTHYIHO rpumMepy 1.1.3 u3 4-(1-mupponmuana- 1 -uns T )OeH30HUT-
puna.

Bexon: 2,42 1 (98,7% ot Teopun). CpH sN, (M =190,29). Paccy.: MOneKyIapHBII THK (M+H)": 191; 06-
HapyX.: MojieKynsapHblii uk (M+H)": 191. 3nauenne Ry 0,26 (cumukarenib, IUXJI0PMETaH/METaHON/AMMHAK B
cootHomeHuu 90:10:1).

1.19.. 4-(1-ITupponuaun- 1 -unatiin)oeH3mwiamu 4'-xyop-3-HuTpodudeHun-4-kapOOHOBOI KUCIIOTHI.

VYKa3aHHOE COEIMHEHHE IIOJIy4YaroT aHajlornyHo mnpumepy 1.1.u w3 4'-xyop-3-HutpoOudenui-4-
KapOOHOBOW KUCIOTHI U 2-(4-(1-nmpponnans-1-uiaTrin) )oeH3nnaMmuHa.

Beixon: 0,28 r (28,8% ot Teopun). C,sHyCIN;O3 (M = 449,94). Paccu.: MonekynsapHbiii mak (M+H)':
450/452; o6Hapyx.: MoneKynsapHbIit mux (M+H)': 450/452.

1.19.r. 4-(1-IIupposmans- 1 -unaTrn)oeHsmamMus 3-aMuHoO-4'-xs10pondeHn-4-kapOooHOBOI KHUCIIOTHI.

VYkazaHHOE COCTUHEHHE MOMYYaroT aHajlormdHo npumepy 1.3.B u3 4-(1-mupponuanH- 1 -wiTn)0eH3ua-
mua 4'-xaop-3-HuTpoOreHnI-4-KapOOHOBOI KHCTIOTHI.

Bexon: 0,19 t (72,7% ot teopun). CrsHycCIN;O (M = 419,95). Paccu.: MONEKyISpHBIA MUK (M+H)":
420/422; obHapysk.: MoneKyspHbIi muk (M+H)': 420/422.

1.19.1. 7-(4-Xnopdenwn)-3-[4-(1-muppomuaun- 1 -umatun)oensun |-3H-6en30[d][ 1,2,3 tpuazun-4-oH.

VYkazaHHOE COeJIMHEHHUE MOJY4aloT aHanoruuHo npumepy 1.18.a u3 4-(1-nupponuans-1-midTun)oeH3u-
amua 3-amMmuHO-4'-x510pOHpeHmI-4-KapOOHOBON KUCIIOTHI.

Boixon: 0,045 r (31,4% ot Teopun).

Temnepatypa miasnenus: 147-148°C. CysHy;CIN,O (M = 430,94). Paccu.: Monexysisipabii muk (M+H)':
431/433; obnapyx.: Monexkymsapubii muk (M+H)": 431/433. 3nauenme Ry 0,3 (cunukaremb, AUXIOpMe-
TaH/3TaHOoN B cooTHOIIeHNH 10:1).

[Mpumep 1.20. 5-(4-Dropdennin)-2-[2-(4-muppoauIuH- | -UIMeTHIQEHMIT)3THI JU30MHA0I- 1 ,3-THOH.

5T
LT
o)

1.20.a. 5-bpom-2-{2-[4-(1-upponmauH- 1 -uadTHIT) GEHUI [9THIT } K30MHO0I- 1 ,3-THOH.

PactBop 0,8 1 (3,52 Mmmomns) 5-6pomuzobenzodypan-1,3-auona u 0,72 t (3,52 mmous) 2-(4-nupponuaus-1-
nnMetmideHmn)3tiiamMuaa (cM. npumep 1.1.3) B 10 mir ykcycHo# kucnotsl HarpearoT 10 110°C u Beigepxu-
BAaIOT IIPU 3TOH Temmeparype B TedeHue 4 4. [lociie 3Toro peakmoHHYI0 CMECh CIMBAIOT B BOJY, MOJIIENIAYH-
BAalOT 2H. paCTBOPOM €IKOT0 HaTpa U OCaJOK OT(GUIBTPOBBIBAIOT. DTOT OCAJOK 3aT€M HECKOJBKO pa3 MPOMbIBa-
10T BOZIOU U CylIaT.

Beixon: 0,5 r (34,3% ot teopun). CyHyBrN,O, (M = 413,31). Paccu.: Monekyssipubiit nuk (M+H)":
413/415; obHapysk.: MoneKyspHblit muk (M+H)': 413/415.

1.20.6. 5-(4-Dropdenmn)-2-{2-[4-(1-muppomuanH- 1 -imd T ) QeHUI |3THIT } H30UHAO0I- 1,3 -HOH.

VYka3aHHOE COeIMHEHHE MNOIydaroT aHajornyHo mpumepy 1.1.6 u3 5-6pom-2-{2-[4-(l-nupponauaun-1-
WIBTAI)(GEHWI 3T } U30MH1071- 1,3-11oHa 1 4-hTopheHNIIO0POHOBOM KHCIIOTEL.

Bexon: 0,01 1 (4,8% ot teopun). Cy7HysFN,O, (M = 428,51). Paccu.: MONEKyISpHBINA THK (M+H)": 429;
06HApyk.: MoneKyIsapHbIi mak (M+H)': 429.

Ipumep 1.21. 7-(4-Xnopdennn)-3-(2-[4-(4-bennnnunepuaus- 1 -unmetin)perni |31 )-3H-xunazonuH-4-
OH.
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1.21.a. [4-(4-DennmnumnepuIuH- | -HIMe T SHI | alle TOHUTPIIL.

VYkazaHHOE COEOMHEHHE TONyYaloT aHajormgHo mnpuMepy 1.1k w3 4-dpenwmunepunuaa u (4-
OpomMMeTHII()EHNIT )alleTOHUTPIIIA.

Beixon: 3,8 1 (98% ot teopun). CooHyN, (M = 290,41). Paccu.: monexynsapusiii muk (M+H)': 291; o6Ha-
py».: Monexynapublii muk (M+H)":291. 3uauenne Ry: 0,5 (cHImKaress, IMKIOTeKCaH/ITHIALETAT B COOTHOIIE-
Huu 1:1).

1.21.6. 2-[4-(4-Denunnunepuut- 1 -uaMeTn ) QeHU [ITUITaMUH.

VYka3aHHOE COEAMHEHHE TMOJy4aloT aHaloruuHo npumepy 1.1.3 u3  [4-(4-¢permnmmunepuaun-1-
WIMETIIT)(EHUI |alle TOHNTPHIIA.

Beixosi: 3,6 r ceiporo npoaykta. CooHysNy (M = 294,44). Paccu.: Monekysipubiii muk (M+H)': 295; o6Ha-
pyK.: MonekyspHbIit muk (M+H)': 295.

3nauenne R¢: 0,49 (cwmkarens, TUXIOPMETaH/3TaHOT B cooTHOIIeHUH 20:1).

1.21.8. {2-[4-(4-Denunnunepuant- 1 -uametin)beHu 3Tl }amua  4'-x510p-3-HuTpodudenmnn-4-kapOoHo-
BOM KUCJIOTBL.

VYkazaHHOE COEIMHEHHE TIONydYaloT aHajormyHo mpumepy 1.1.u u3  4'-xmop-3-HutpoOudeHmn-4-
KapOOHOBOW KUCIOTHI U 2-[4-(4-pennnnunepuus- 1 -unmerin ) peHun |3 TuiIaMuHa.

Bexon: 1,33 1 (70,7% ot teopun). C33H3,CIN3O3 (M = 554,09). Paccu.: MonexynspHsii muk (M+H)':
554/556; obnapyx.: MomekymspHelii muk (M+H)™: 554/556. 3mauenme Ry 0,58 (cHiuKarenmb, IUXJOpMe-
TaH/3TaHoN/aMMuak B cootHomenunn 10:1:0,1).

1.21.r. {2-[4-(4-Denunmunepuus- 1 -unmerwn)enun st famun  4'-xnop-3-amuHoondeHn-4-kapOooHo-
BOM KUCJIOTBI.

VYkazaHHOE COEMHEHHUE TOIYJal0T aHAIOTHYHO npuMepy 1.3.B u3 {2-[4-(4-deHunmunepuia- | -niMeTn)
(enmn |aTin } amuga 4'-xmop-3-aHuTpodudeHmn-4-kapOOHOBOH KUCIIOTHL.

Bexon: 0,82 t (65,2% ot teopun). Cs;3H34CIN;O (M = 524,11). Paccu.: MONEKyISPHBIA MUK (M+H)":
524/526/528; obnapyk.: MonekynspHbii muk (M+H)": 524/526/528. 3nauenue Ry 0,65 (cuiukaress, uXiIop-
meTan/Metanoi 10:1).

Ipumep 1.22. 7-(4-Xnopdenun)-3-{2-[4-(4-benunmumnepasus- 1 HnMeTHn)(beHm]aTHn}-3H-x1/1Ha30J114H—4—0H.

Cl

1.22.a. [4-(4-Denunnunepasus- 1 - HnMeTMn)(beHym aHeTOHI/lTpl/IJ'I

VYka3aHHOE COEAMHEHHUE T0JIy4YaroT aHAJIOrHYHO npuMepy 1.1.kx n3 4-dpenmnnunepasuna u (4-6poMmmerui-
(heHm)aeTOHUTpHIIA.

Bexon: 3,7 r (97% ot teopun). CioHy N3 (M = 291,39). Paccy.: MONEKyISIpHBIN UK (M+H)+: 292; obHna-
pyk.: MonekynspHblit ik (M+H)": 292. 3nauenue Ry 0,6 (cHIMKaress, IMKIOTeKCaH/9THIALETAT B COOTHOIIIE-
HuH 1:1).

1.22.6. 2-[4-(4-Derunnurepa3uH- | -uMeTrn ) peHUI | I THITaAMUH.

VYkazaHHOE COeNMHEHHE IONTydaloT aHamorudHo npumepy 1.1.3 uz [4-(4-deHmnmumepas3uH- | -HIMeTr)
(heHn]aeToHUTpIIIA.

Bexon: 1,1 1 (28,6% ot teopun). Ci9H,sN; (M = 295,43). Paccu.: MONEKyIApHBII THK (M+H)" : 296; 06-
HapyK.: MOJIEKyIapHbIil ik (M+H)™: 296.

1.22.B. {2-[4-(4-Denmnnunepasus- 1 -unamern)penunatun famun  4'-xi0p-3-HuTpooudenusn-4-kapooHo-
BOU KUCJIOTBL.

VYka3aHHOE COeIMHEHHE MOJIy4aloT aHAIOrHYHO npumMepy 1.1.u u3 4'-x10p-3-uuTpodudenni-4-kapOooHo-
BOW KUCIIOTHI U 2-[4-(4-enmnmnunepasus- | -uaMeTuin ) peHus |3 TniaMmHa.

Beixon: 0,32 1 (18,2% ot teopun). C3,H; CIN,O3 (M = 555,08). Paccu.: Monekynsaphbiii mak (M+H)':
555/557; obuapyx.: Monekynapublii muk (M+H)': 555/557.

1.22.r. {2-[4-(4-Dennnmunepa3us- 1 -mimetin)permi |3t famun  4'-xmop-3-aMuHOOn(peHmIT-4-KapOoHO-
BOH KHCIIOTBL.

VYkazaHHOE COeIMHEHUE MONTyJaloT aHAIOTHIHO npumepy 1.3.B u3 {2-[4-(4-¢denmmmumepa3ns- | -niiMeTn)
dhenwn ati }amuaa 4'-ximop-3-HuTpodudeHm-4-kapOOHOBOH KUCIOTHI.

Bexon: 0,11 r (38,8% ot Teopun). C3H3CIN,O (M = 525,09). Paccu.: monekynspHblii muk (M+H)':
525/527; o6Hapyx.: MosiekynspHbiii muk (M+H)": 525/527.

Mpumep 1.23. 7-(4-Xnopdennn)-3-{2-[4-(4-runpoxcu-4-henmnnunepuus- 1 -uamerwi)pernn |atun § -3H-

XHHAa30JI1H-4-0H.
O Ci
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1.23.a. [4-(4-Tunpokcu-4-peHmIATIepUIIH- | -HIMEeTIT) PSHNI |alle TOHUTPHIL.

YkazaHHOE COeIMHEHHE MOIy4aloT aHaIoru4Ho npumepy 1.1.k u3 4-ruapokcu-4-denmimnunepuanta u (4-
OpomMMeTHII()EHNIT )alleTOHUTPIIIA.

Beixon: 3,8  (98% ot Teopun). CooH2oN,O (M = 306,41). Paccu.: monexynspusiii muk (M+H)': 307; 06-
Hapyx.: MoneKyysapHblii ik (M+H)": 307. 3nauenue Ry 0,1 (cHiMkareib, IMKIOrEKCaH/9THIAIIETAT B COOTHO-
mennu 1:1).

1.23.6. 2-[4-(4-T'unpokcu-4-heHumunepuanH- 1 -nimMe T ) peH I | THIaMUH.

VYka3aHHOE COEMHEHNE MOIYYaloT aHaloruuHo npumepy 1.1.3 u3 [4-(4-runpokcu-4-denunnunepuus-1-
WIMETWIT)(EHUI |alle TOHNTPHIIA.

Beixon: 3,36 1 (92,1% ot teopun). CyoHyeN,O (M = 310,44). Paccu.: monekynspublit mux (M+H)": 311;
o6Hapyk.: MonekynsapHsii muk (M+H)™: 311. 3nauenne Ry 0,1 (cuiukaress, IUXJIOpMETaH/METaHON/yKCyCHas
KHcioTa B cootHomeHuu 9:1:0,1).

1.23.8. (2-[4-(4-T'unpoxcu-4-penmmmunepuant- 1 -umamerrn)Geru |3tun famus 4'-xi1op-3-HuTpooueHmII-
4-xapOOHOBOW KHUCIIOTHI.

VYka3zaHHOE COEIUHEHHE IOJy4aroT aHajlorudyHo mnpumepy 1.1.u u3  4'-xyop-3-Hurpodudenu-4-
KapOOHOBOW KUCIIOTHI U 2-[4-(4-ruapokcu-4-peHunnunepuus- 1 -uameTi ) peHus [3TriaMmHa.

Brixox: 1,2 T (65,3% ot Teopun). Cs3H;,CIN;O, (M = 570,09). Paccu.: momekynspHsiii muk (M+H)'™:
570/572; obnapyx.: MomekymspHelii muk (M+H)™: 570/572. 3mauenme Ry 0,35 (cuiukarenmb, IuXJOpMe-
TaH/MeTaHoJ/aMMuak B cootHomeHnn 10:1:0,1).

1.23.r. {2-[4-(4-T'unpokcu-4-dpennnnunepuus- 1 -unmerin)henni |yt famun 4'-xnop-3-aMUHOOUpEHMI-
4-kapOOHOBOW KUCIIOTHI.

VYkazaHHOE COCIMHEHHE IONYYaloT aHaJormyHo mpumepy 1.3.B w3 {2-[4-(4-ruppoxcu-4-denmmunepu-
IUH- | -rMe T ) permn |31 famuaa 4'-x10p-3-HuTpoOud eHn-4-kapOOHOBOM KHCIOTHL

Bexox: 1,04 t (91,5% ot Teopun). C33H;34CIN;O, (M = 540,11). Temneparypa mnasienus: 175-180°C.
Paccu.: Monekyspubiit muk (M+H)' : 540/542/544; obnapyk.: Monekyaspublii muk (M+H)': 540/542/544. 3na-
yenue R¢: 0,34 (cunmkarens, TUXJIopMeTaH/MeTaHoJ/aMMuak B cootHomeHnuu 10:1:0,1).

1.23.n. 7-(4-Xnopdennn)-3-(2-[4-(4-ruapokcu-4-heHunmunepuana- | -unmeTin)penun [aTmn)-3H-xurazo-
TUH-4-0H.

VYKa3aHHOE COEJMHEHHE IMOJy4aloT aHajgornyHo npumepy l.lur u3 {2-[4-(4-ruppokcu-4-¢penunmnurne-
puauH- 1 -uamern)henns |3t f amuna 4'-xnop-3-aMuHOOU peHn-4-KapOOHOBON KHCIIOTBHI.

Beixona: 0,025 r (8,2% ot teopun). Temneparypa mnasnenus: 204-205°C. Cs4H;,CIN;O, (M = 550,10).
Paccu.: monekyspHsiit muk (M+H)": 550/552; o6napysx.: Monexynspusii muk (M+H)": 550/552. 3uauenne Ry
0,46 (cunukareib, TUXJIOPMETaH/3TaHo/aMMuak B cootHomeHuu 10:1:0,1).

[pumep  1.24.  7-(4-Xnopdennn)-3-{2-[4-(4-pennn-3,6-nuruapo-2H-nunepuani- 1 -mimernn)peHun

atun }-3H-xuHazonun-4-0H.
”‘ CI

1.24.a. 7-(4-Xmopdenmn)-3-(2-[4-(4-benmn-3,6-muruapo-2H-nmunepuans- 1 -mmme ) perwn |3twn)-3H-xu-
Ha30JIMH-4-0H.

VYkazaHHOE COeIUHEHHE MONydaroT aHajnorunduo mnpumepy .11 u3 {2-[4-(4-ruppokcu-4-peHunmnunepu-
JH- 1 -unMerin)hermt |3t famuaa 4'-xi10p-3-aMUHOOUu(peHnIT-4-KapOOHOBOH KUCIOTHI, HOJIYYEHHOIO B Kaue-
CTBE OOOYHOTO MpoayKTa B pumepe 1.23.1.

Beixoa: 0,08 r (27,1% ot teopun). Temneparypa miasnenus: 166-167°C. Cs;4H3oCIN;O (M = 532,09).
Paccu.: monekyssipusiii muk (M+H)": 532/534; o6uapysk.: Monekynsapubiii muk (M+H)'": 532/534. 3nauennue Ry:
0,57 (cunukaresnb, AMXIOPMETaH/3TaHOJI/aMMHUaK B cooTHomeHuu 10:1).

Mpumep 1.25. 7-(4-Xnopdennn)-3-{2-[4-(3-a3acrupo[5.5]ynaen-3-mimerwin)penun |3t } -3H-xuHazo-

JIMH-4-0H
cl
0% g
K
i ”‘
N\/©/\/ 0

1.25.a. [4-(3-Azactimpol5.5]ynaen-3-mimeTrin ) eHnI |aine TOHUTPHIL.

VYka3aHHOE COEIMHEHHE IIOJIy4aroT aHaIorMyHo mpumepy l.1.x w3 3-asacnmpo[5.5]yHnexana u (4-
OpoMMeTHII(hEHNIT)alleTOHUTPHIIA.

Bexon: 3,38 T (98% ot Teoprn). CioHysN, (M = 282,43). Paccy.: MOEKyISApHBINA ITHK (M+H)": 283; 06Ha-
pyx.: Monekyspubiii muk (M+H)': 283. 3uadenne Ry 0,56 (cuimukareis, MUKIOTEKCAH/3TUIALETAT B COOTHO-
mennn 1:1).

- 49 -
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1.25.6. 2-[4-(3-Azactupo[ 5.5 yHmen-3-unMe i) O eHIT | S THIIAMUH.

VYkazaHHOE COeAWHEHWe TMOoNy4aroT aHamormuHo mpumepy 1.1.3 w3 [4-(3-a3acnmpo[S.5]ynnmen-3-
UIMeTHI ) EHUI |alle TOHUTPHIIA.

Bexona: 3,33 1 (96,6% ot Teopun). CioH3oN, (M = 286,46). Paccy.: MoneKyIapHBII UK (M+H)": 287; 06-
HapyK.: MoneKynapHeiii muk (M+H)": 287. 3uauenne Ry: 0,18 (cHnmKarenb, JMXJI0PMETaH/9TAHON B COOTHOIIE-
Huu 20:1).

1.25.8. {2-[4-(3-A3acmupol[5.5]ynnen-3-wimerri)henun |3t famug  4'-xj10p-3-HUTpoOoudeHn-4-kapoo-
HOBOM KHCIIOTBHI.

VYKa3aHHOE COEIMHEHHE IIOJIydYaroT aHalornyHo mnpumepy 1.1.m w3  4'-xyop-3-HuTpodudenuni-4-
KapOOHOBOW KUCIOTHI U 2-[4-(3-a3actiupo[5.5]ynnen-3-unmeTnin)heHn |3 TniaMuHa.

Bexon: 1 1 (52,5% ot teopun). C;H36CIN;O; (M = 546,11). Paccu.: MONEKyISIpHBINA UK (M+H)":
546/548; obmapyx.: Monekynsprbii muk (M+H)": 546/548. 3masenme Ry 0,3 (cumukarenb, AUXJIOpMe-
TaH/3TaHoj B cooTHomeHun 20:1).

1.25.r. {2-[4-(3-Azactupo|5.5]ynnen-3-mwimern)henun 3tun famug 4'-xmop-3-amuHoOupeHnI-4-Kap6o-
HOBOM KHMCJIOTBI.

VYkazaHHOE COCIAMHEHHE IMOJy4YarT aHajoruuHo mnpumepy 1.3.8 u3 {2-[4-(3-azacmupo[5.5]ynnen-3-
WIMETHIT)(eHM [3TII }amuia 4'-XJ10p-3-HUTpoOupeHMI-4-KapOOHOBOI KHCIOTHI.

Brixox: 0,8 r (84,7% ot Teopun). C;HisCIN;O (M = 516,13). Paccu.: monexymsapubii muk (M+H)'™:
516/518; obnapyx.: Monekyispusii muk (M+H)": 516/518. 3uauenne Ry 0,38 (cunmkarenib, AuXJIopMme-
TaH/MeTaHol B cooTHomennu 10:1).

Mpumep 1.26. 7-(4-Xnopdenwn)-3-(2-{4-[4-(mupuauH-2-UIOKCH ) TUTTEPUANH- | -NIMEeTIIT | (PSHWUIT § 3THIT)-

3H-xuHa30a1H-4-0H.

1.26.a. {4-[4-(ITupuanH-2-UIOKCH ) TUTICPUIUH- | -UIMETHIT (bCHHH}aHeTOHPITpI/IH

VYkazaHHOe COeAMHEHHE MOJMY4yaroT aHAIOTHYHO npumepy l.1.kx u3 2-(munepuanH-4-UIOKCH)IUPUANHA U
(4-OpoMMeTHII(DCHIIT )alle TOHUTPHIIA.

Bexon: 0,91 r (49,8% ot teopun). CioH, N3O (M = 307,39). Paccu.: monexynspusii muk (M+H)™: 308;
o6Hapyx.: Moneky spHbiii ik (M+H)': 308. 3nauenne Ry 0,49 (cumukarens, TUXIOPMETaH/METaHON/AMMHAK B
cootHomreHnu 9:1:0,1).

1.26.6. 2-{4-[4-(ITupuauH-2-UIOKCH ) TUIIEPUANH- | -HIMETHIT |(PEHUIT } STUITAMHUH.

VYkazaHHOE COeTUHEHUE MOMYYaroT aHaJorugHO npumepy 1.1.3 u3 {4-[4-(mupuauH-2-UI0KCH ) T pUINH-
1 -nMeTwIT | peHnI } alle TOHUTPHIIA.

Bexon: 0,92 1 (99,8% ot Teopun). CoHysN3;O (M = 311,43). Paccu.: MONEKYISpHBINA TTHK (M+H)": 312;
o6Hapyk.: MojleKynapHbIii muk (M+H):312. 3uauenue Ry 0,16 (cunukaress, IUXJIOPMETaH/METAHON/AMMHUAK B
cootHomeHuu 9:1:0,1).

1.26.B. (2-{4-[4-(ITupuauH-2-1IOKCH ) TUNepuaAnH- 1 -unmetn |penun jatmwn)amug  4'-xj0p-3-HuTpodude-
HHI-4-KapOOHOBOW KUCIIOTHI.

VYka3aHHOE COeIMHEHHE IMOJYy4aloT aHAIOrHYHO npumMepy 1.1.u u3 4'-xs0p-3-HuTpodudenni-4-kapOooHo-
BOW KUCIIOTHI U 2- {4-[4-(npuanH-2-NIOKCH ) TUIEPHINH- | -UIIMeTHII | peHM | STHIIaMKHA.

Beixon: 0,8 T (97,2% ot Teopun). C3,H3 CIN,O, (M = 571,08). Paccu.: monekysspubiii mux (M+H)':
571/573; obnapyx.: monekyispubii muk (M+H)": 571/573. 3uauenne Ry 0,52 (cunmkareib, AUXJIOpMe-
TaH/MeTaHoJI/aMMUaK B cooTHomeHuu 9:1:0,1).

1.26.r. (2-{4-[4-(ITupuanH-2-UIOKCH ) TUITEPUINH- | -MMeTII |peHnn [ 3Tin)aMun  4'-xyop-3-aMmuHOOne-
HUI-4-KapOOHOBOH KUCIIOTHL.

YkazaHHOE COeAMHEHHE MOMYYaroT aHAIOTHYHO npuMepy 1.3.B u3 (2-{4-[4-(mupuauH-2-UI0KCH ) TUIePH-
IH- 1 -unMetnn ] pernn ot )amuaa 4'-xmaop-3-aHuTpodudennsn-4-kapOooHOBOM KHCIOTHI.

Bexon: 0,38 1 (50% ot Teopun). C3H3sCINGO, (M = 541,09). Paccu.: mosexynspubii muk (M+H)':
541/543; obmapyx.:. MomekynapHeri muk (M+H)": 541/543. 3mauenme Ry 0,5 (cummkarens, IuXIOpMe-
TaH/MeTaHoJ/aMMuak B cootHomeHun 9:1:0,1).

Mpumep 1.27. 7-(4-Xnopdenmn)-3-(2- {4-[4-(mupuauH-2-1IaMHHO ) TUIIEPUANH- | -MIMETHIT |(PeHMUIT § 3THIT)-

3H-xuHa3011H-4-0H.
|&N
crQ ”
OO :

1.27.a. {4-[4-(IlupuanH-2-nI1aMUHO )TUIIEPUIUH- | -UIIMETHII | pEeHMI | alle TOHU TPHIL.

Cl
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VYkazaHHOE COEIMHEHHE MMOTyJaloT aHAJIOTHIHO npuMepy 1.1.x u3 2-(nunepuanH-4-niiaMuHO TUPUANHA H
(4-OpoMmeTHI(CHIT )allE TOHUTPHIIA.

Bexon: 1,57 r (86,1% ot Teopun). CoHpNy (M = 306,41). Paccy.: MonekyIapHBII UK (M+H)": 307; 06-
Hapyx.: MojieKynsapHblii muk (M+H)": 307. 3nauenne Ry 0,43 (cumukarenb, IUXJI0pMETaH/METaHON/AMMHAK B
cooTHomeHnu 9:1:0,1).

1.27.6. 2-{4-[4-(ITupuarH-2-UIaMUHO )TUTIEPUINH- | -MIIMEeTHIT | PEHNI } STHIIAMUH.

VYka3aHHOE COEIUHEHHE IMOJy4aloT aHajloruyHo npumepy 1.1.3 u3 {4-[4-(mMpuauH-2-HIaMHHO)TUIIEPH-
JMH- 1 -uiMeTHi | peHn } ale TOHUTpHIIa.

Beixon: 1,62 1 (99,8% ot teopun). CoHysNy (M = 310,44). Paccu.: Mostekynspablii mukx (M+H)™: 311; 06-
Hapys.: MonekynspHblii muk (M+H)™: 311. 3nauenue Ry 0,1 (cuukarenb, AMXJIOpMETaH/METaHON/aMMUAK B
cootHomeHuu 9:1:0,1).

1.27.8. (2-(4-[4-(mupuayH-2-WIaMIHO ) TATIEPUINH- | -unMe T e } atmn)amun  4'-xop-3-HuTpodude-
HUIT-4-KapOOHOBOM KHUCIIOTHI.

VYka3aHHOE COeIMHEHHE MOJYy4alT aHaIoruyHo npumMepy 1.1.u u3 4'-x50p-3-auTpodudenus-4-kapOoHo-
BO# KHCJIOTHI U 2-{4-[4-(MUpUarH-2-HIAMHHO )TAIICPUANH- | -HIMeTHII | DEHIUIT } STHIIAMHHA.

Beixon: 0,36 T (43,8% ot teopun). C3,H3,CINsO3 (M = 570,09). Paccu.: MonexynspHsii muk (M+H)':
570/572; obnapyx.: MomekymspHelii muk (M+H)™: 570/572. 3mauenme Ry 0,28 (cHiuKarenmb, IUXJIOpMe-
TaH/MeTaHoJ/aMMuak B cootHomeHun 9:1:0,1).

1.27.r. (2-{4-[4-(mupuanH-2-UIaMUHO)TUIEPUINH- | -uimeTri | hern f aTin)amun 4'-xiop-3-amuHoOude-
HHJI-4-KapOOHOBOW KUCIIOTHI.

VYka3zaHHOE COEIMHEHHE IIOJy4aloT aHajlormyHo upumepy 138 w3 (2-{4-[4-(nupugun-2-
WIIaMUHO )TUTIEPUINH- | -niMeT |permnn | 3T )amuaa 4'-xaop-3-HuTpoOud eHn-4-kapOOHOBOM KHCIOTHL.

Bexon: 0,29 t (85,7% ot teopun). C;;H34CINsO (M = 540,11). Paccu.: MONMEKyISpHBIA MUK (M+H)":
540/542; obmapyx.: monekynspubii mux (M+H)": 540/542. 3nauenne Ry 0,27 (cunmkarens, AUXJIOpMe-
TaH/MeTaHoj/aMMuaKk B cootHomeHunn 9:1:0,1).

Amnanornyso npumepy 1.1.1 momydaroT ciemyromue CoOeAnHEHNs:

! Cl

Ipumep|R 'R?-N-X- Qnykt|CymmapHas Macc-CieKrp |t , 3HaueHHE
$opmyna °C] |Rg
1.21 1.21.r|C34H3,CIN;0 534/53? 178- 10,72 ()
[M+H] 179
N~
1.22 @\ 1.22.r|C33H;,CIN4O 535/53Z 199-
N/\ [M+H] 200
N\/
1.23 o 1.23.r|C34H3,CIN;0, 550/55% 204- 10,46 (E)
[M+H] 205
N~
pumep|R 'R%-N-X- Onykr{CymmapHas Macc-crekTp |t 3naueHue
¢opmyna [°C] [Rg¢

1.24 1.23.r|C34H3CIN;0O 532/534 166- 10,57 (1)
/ [M+H]" 167
N\/

1.25 1.25.r {C33H36CIN;O 526/528 184- 10,62 ()
[M+H]" 185
N\/

1.26 Cro 1.26.1|C33H;(CIN,O,  |551/553 154- 0,46 (A)
N U\/ M+H] 158

1.27 C(N\O 1.27.r|C33H;,CIN;O 550/552 164- 10,45 (A)
N Ne_~ M+HT 166

IIpumeuanue: 3HayeHue Ry

A = (cusnmuKarenp, IMXJIOpMeTaH/MeTaHoJ/aMMHaK B cooTHowennu 9:1:0,1),
J1 = (cunmkarens, TUXJIOpMETaH/3TaHoi B cooTHomeHu: 10:1),

E = (cunukarens, muxsiopmeran/sTaHosn/ammuak B cootHomenun 10:1:0,1).

-51-



012834

[pumep 1.28. 7-(4-Xnopdenwnn)-3-{2-[4-(4-penmnmmunepunus- 1 -unmmernn)herun |3t } -3H-6er30[d]

[1,2,3]rprasun-4-o0H.
Cl
l
J@””

1.28.a. 7-(4-Xmopdenmn)-3-{2-[4-(4-bernnmurnepuaus- | -nwmmerin)perrt |aTn §-3H-0er3o[d][ 1,2,3]
TpHa3uH-4-0H.

VYkazaHHOE COeIWHEHHE IMONydaloT aHajmormgHo npumepy [.18.a u3 {2-[4-(4-dbenmnmnumepunun-1-
naMeTH ) heHI |3 T } amua 4'-xmop-3-aMuHoOneHnI-4-KapOOHOBON KHUCIOTHI.

Beixoa: 0,13 r (50,9% ot teopun). Temneparypa manenus: 183-184°C. Cs;3H3CIN,O (M = 535,09).
Paccu.: monexynspHsiii muk (M+H)': 535/537; o6napysx.: Monekynspusii mak (M+H)": 535/537. 3uauenne Ry
0,66 (cumKareib, TUXJIOPMETaH/3TaHo B cooTHOIIeHHHu 10:1).

[Mpumep 1.29. 7-(4-Xnopdenun)-3-{2-[4-([4-runpoxcu-4-dpenunnunepuus- 1 -ummerin ) pernn |atmn -3 H-

oen3o[d][1,2,3]Trpua3un-4-oH.
@\b Nin:‘/‘/
|
SO

1.29.a.  7-(4-Xnopdenun)-3-{2-[4-(4-ruapokcu-4-pennnnunepuant- 1 -unmernn)pennn |3t } -3H-6eH30
[d][1,2,3]rpuasun-4-oH.

VYka3aHHOE COeIMHEHHE MONydYaroT aHajlornyHo npumepy 1.18.a m3 {2-[4-(4-ruppokcu-4-pennnmmure-
punus-1-unmerun)penun]aTuin} amunaa 4'-xaop-3-aMuHOONpeHnIT-4-KapOOHOBOI KHUCIIOTHI.

Bexon: 0,21 T (68,7% ot Teopun). Temnepatypa miaBierus: 265-266°C. C;3H; CINSO, (M = 551,09).
Paccu.: monekynsapasiit mux (M+H)': 551/553; o6Hapysx.: Monekynsapusii muk (M+H)": 551/553. 3nauenne Ry
0,53 (cunmkarens, TUXIOPMETaH/3TaHON B cooTHOIIeHHH 10:1).

pumep 1.30. 7-(4-Xnopdenunin)-3-{2-[4-(3-azactupo[5.5]ynneu-3-unmerun)denun |3t} -3H-0en3o[d]

[1,2,3]rprasun-4-0H.
al
tj v(j/\/,\lw;‘/‘/

1.30.a.  7-(4-Xnopdenmn)-3-{2-[4-(3-azacnupo[5.5]ynnen-3-uimern)permn |atun  -3H-6enzo[d][1,2,3]
TpHUa3uH-4-0H.

VYka3aHHOE COCJMHEHHE TMONydYaroT aHajgormyHo mpumepy 1.18.a w3 {2-[4-(3-a3acmupo[S.5]yHmen-3-
wiMeThn)peHu 3T famuaa 4'-xnop-3-amMmruHoOn(eHm-4-kapOOHOBOH KUCIIOTHI.

Bexon: 0,14 r (54,9% ot Teopun). Temneparypa mnasnenus: 165-166°C. C;,H;sCIN,O (M = 527,11).
Paccu.: monekynspubiit muk (M+H)': 527; o6Hapyx.: Monekyspubiii muk (M+H)': 527. 3nauenue Rs: 0,56 (cu-
JIMKaresb, IMXJI0OpMeTaH/3TaHol B cooTHomeHnun 10:1).

Ipumep 1.31. 6-(4-Xnopdennn)-2-[2-(4-mupponuaus- | -unmeTtinderrn )3t |-2H-u30XxuHomuH- 1 -0H.
cl

1.31.a. 2-[2-(4-Bpomdennn)3ToKCH | TeTparuponupaH.

K pactropy 4,83 1 (24,02 mmosst) 2-(4-6pomdennn)sTanona B 12 vt quxiaopmerana mnpu 0°C mocnienosa-
tenpHO pobasistoT 0,025 r n-Tonyoncyab(poHoBOM KHCAOTH U 2,575 Mit (28,22 mmons) nquruaponupana. ITocne
9TOr0 PEakIOHHYI0 CMECh NEPEMENINBAIOT B TEYEHHE TPEX YacOB IPH KOMHATHOW TeMIleparype. 3aTeM peak-
IIUOHHYIO CMECh IKCTParupyIoT pacTBOPOM THAPOKapOOHATa HATPUSA U OPTaHUYECKYIO a3y cymaT HaJ CyIbda-
ToM Harpus. [IpOOYKT OYHMIIAIOT KOJOHOYHOW Xpomarorpaduell Ha anokce (IMIOSHT: CMECh NUKIIOTeK-
CaH/>THIIAIETaT B COOTHOIICHUH 8:2).

Beixon: 37 r (32,8% ot teopun). C3H;BrO, (M = 285,18). Paccu.: Monekyssipubiii muk (M)": 284/286;
06HApyK.: MONeKyIApHbIH muk (M)': 284/286.

1.31.6. 4-[2-(Terparuaponupan-2-uiOKCH )ITHII |OCH3TbIETH]I.

K pactBopy 5 r (17,53 mmons) 2-[2-(4-Opomdenui)atokcu rerparuponupana B 80 Mi rerparuapodypasa
npu -70°C no kamwmsiM gobasisrot 11,5 mur (18,41 mmomns) 1,6-MomsapHOTO pacTBOpa H-OYTHIIINTHS U B TCUCHHE
Jaca IepeMEeIIUBalOT MPH 3ToH Temreparypsl. [Tocie atoro mo kamisim gobasstor 2,8 mi (36,46 MMoJIst) quMe-
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THIIOpMaMKa U PeakMOHHYIO CMECh IEPEMENNBAlOT enle B TeueHne 2 4 npu -70°C. 3aTteM peakIHMOHHYIO
CMeCh CMEIIIMBAIOT C PACTBOPOM XJIOpUAA AMMOHUS U SKCTPArupyroT strianeraroM. OObeTMHEHHBIE OpraHude-
ckue (a3bl TPYIKIBI SKCTPATUPYIOT HACBIIIEHHBIM PACTBOPOM XJIOPHIA HATPHS U CyLIAT HAJl CyJIb(aToM HAaTpusl.
[IpoxyKT OYMIIAIOT KOJIOHOYHO# Xpomarorpadueil Ha cuinkarese (OSHT: CMECh LUKIJIOTeKCaH/ITHIIALeTaT B
COOTHOIIIEHUH 6:4).

Brixox: 2,8 1 (68,2% ot teopun). C4;H 305 (M = 234,29). Paccu.: monexynapssii mux (M+H)™: 235; 06-
HapyX.: Moneky/spHblii muk (M+H)": 235. 3nauenne Ry 0,57 (cumukarens, neTposieiiHblil 3Gup/ITHIALETAT B
cooTHoIeHn# 3:1).

1.31.B. 4-(2-I'napokcHaTHIT)OEH3AIBICTH .

PactBop 2,8 r (11,95 mmost) 4-[2-(TeTparuaponupaH-2-uIoKCH )3T |OeH3anbaernaa B cMecu u3 48 mi 1-
MOJISIPHOM COJITHOM KUCJIOTHI U 60 MJI alieToHa nepeMelunBaioT B TeueHue S5 4 npu 5°C. 3areM peakiMOHHYIO
cMech cMemuBaioT ¢ 140 M1 HACBHIIIIEHHOTO PacTBOpa THAPOKapOOHATa HATPHUS U IKCTPATUPYIOT STHII al[eTaTOM.
OO0bennHeHHBIE OpraHudecKue (a3bl TPIDKIBI SKCTPArHPYIOT BOIOH M CymIaT HaJ CyabdaroMm Hatpus. [Ipoaykr
OUYHMIIAIOT KOJIOHOYHOM Xpomarorpaduell Ha CHIIMKareie (IIOCHT: CMECh IMKIIOTEKCaH/3THIIANETaT B COOTHO-
mennn 1:1).

Bexon: 1,3 1 (72,4% ot teopun). CoH,(O,(M= 150,17). Paccu.: monekynspnbiii mux (M+H)™: 151; o6na-
pyx.: Monekynspubiii muk (M+H)™: 151. 3nauenne Ry 0,52 (cunukarensb, meTponeiiHsli >pup/sTunanerar B
cooTHomeHu# 1:1).

1.31.r. 2-(4-[1,3]/Inokcan-2-uia(eHnT)3TaHOIL.

Cycnensuto u3 9,4 r (62,59 mmonst) 4-(2-ruapokcudtii)oensanpaeruaa, 15,83 v (219,07 mmons) 1,3-
npomnanauona, 0,3 r m-Tomyosncyab(GoHOBOM KUCIOTH M 150 M1 TOmyona B TEUSHHE TPEX 4acOB HArpeBaloT C
0OpaTHBIM XOJIOJUIBHUKOM. 3aT€M PEaKIMOHHYIO CMECh TPHIK/bI SKCTPAarnpyroT HACKIIIEHHBIM PacTBOPOM TH/I-
pokapOoHaTa HaTpHsl ¥ OpraHuyYecKylo a3y cymar Haj CyiIb(aToM HaTpHs.

Bexon: 8 r (61,4% ot teoprn). C1,H 405 (M = 208,26). Paccd.: MOneKyIspHBINA MUK (M+H)": 209; o6Ha-
pys.: MonekyspHbIit mak (M+H)': 209.

1.31.1. 2-(4-[1,3]Anokcan-2-uingeHn)3THIOBbIH 3Qup MeTaHCYIb(OHOBON KHCIOTHI.

8 1 (38,41 mmouns) 2-(4-[1,3]amokcan-2-undenwmn)stanona u 10,65 v (42,25 MMOIIST) TpUITHIIAMUHA pac-
TBOpsitoT B 300 Mt guxmopmerana u npu 0°C cMemmBaioT ¢ 3,27 MJI XJIOpAaHTHAPUAA METaHCYIH(POHOBOH KH-
CJIOTHI, PAaCTBOPEHHOT0 B 50 MJI OUXJIOpMETaHa. 3aTeM PEaKIMOHHYIO0 CMECh MEpEeMEIINBAIOT B TEUCHHE daca
IpH KOMHATHOHM TeMIeparype, Mmocje 4ero TPIKIABl SKCTPAarHpyloT BOJOW M OpPraHMUYECKyo (hazy cymar Hal
cyibdaTom Harpus. [IpomyKT OUMIIAIOT KOJIOHOYHOH Xpomarorpadueil Ha cuiaukarese (JIIOEHT: CMECh MEeTpo-
JeWHbIH ddup/sTHIaLETaT B cOOTHOLIeH!H 1:1).

Bexon: 7,7 T (70% ot teopuu). C;;H s0sS (M = 286,34). Paccu.: Monexynspusii muk (M+H)" : 287; 06-
Hapyk.: MonekyyspHbiil muk (M+H)": 287. 3nauenne Ry: 0,49 (cumukarens, netposieiiublii a(up/sTuianerar B
cootHoureHny 1:1).

1.31.e. (E)-3-(3-bpomdennn)akpunonnazu.

K pactBopy 25 r (111,1 mmoist) (E)-3-(3-Opomdennn)akpunoBoit kucinoTsl 1 15,26 M (110,10 Mmmors)
tpuaTmiiamuHa B 800 mut anerona npu 0°C no xammsim gobasisttor 11,5 mur (121,11 mmonst) aTusnoBoro 3¢gupa
XJIOpMypaBbHHOU KUCHOTHI. [1o ncreuennn yaca raxxe npu 0°C no karusim pobasisitor 11,45 1 (176,16 mmons)
a3uja HaTPHsl, PAaCTBOPSHHOTO B 88 MII AMCTHIUTMPOBAaHHON BOABI. [locie 3TOro peakmoHHON cMecH JaloT Ha-
TPeThCs 10 KOMHATHOW TeMIIEpaTyphl U 3aT€M ee CIMBaioT B 1,3 1 cMecH BOABI CO JHAOM. BEImaBmmii ocagok
OT(IIBTPOBEIBAIOT, IPOMBIBAIOT BOAOH M CYIIAT B CYIIMJIBHOM KaMmepe ¢ MUpKyJsiuel Bo3ayxa npu 30°C.

Bexon: 21,1 r (76,1% ot Teopun). CoHgBrN;O (M = 252,07). Paccu.: monexynspnblii muk (M+H)':
256/258; obHapysk.: MonekyaspHblii muk (M+H)": 256/258. 3nauenne Ry 0,85 (cuimkarens, meTposeiiHblii
a¢up/sTHIAIICTAT B COOTHOIIeHUH 1:1).

1.31.x. 6-bpom-2H-m30xuHOIMH-1-0H.

150 r 6udenusnosoro 3dupa u 7,08 ma (29,75 mmonst) Tpudyruinamuna HarpesatoT 10 100°C. Ilpu sToit
temneparype nobaristor 5 1 (19,83 mmosst) (E)-3-(3-Opombenrn)akpuiionia3uia, mocjie 4ero HarpeBarwT 10
195-205°C u BBLAEP)KUBAIOT TIPH 3TOH TeMmepaType B TeueHue 2 4. Jlanee peaklIMOHHOW CMECH JAar0T OXJIaIUuTh-
CiA U €€ 3aTEM CJIIMBAKOT B OXHa)K[leHHblﬁ II-T€KCaH. OC&HOK OT(l)I/lIl])TpOBI)IBaIOT 1 OPOMBIBAIOT CMECBIO U3 OXJIa-
JKJIEHHOTO H-TeKCcaHa M IuaTHIIoBoro 3¢wupa. Ilocie 3Toro TBepioe BEIIECTBO CyLIAT B CYIIMIBHOW KaMmepe C
mupKysnuei Bo3ayxa npu 50°C. DTo TBepaoe BEIIECTBO 3aTEM IIEPEMEIINBAIOT CO CMECHIO U3 TUH30IIPOIIIIO-
BOro 3¢upa ¥ ATUIIAIeTaTa ¥ MOBTOPSIOT MPOLECC CYIIKH.

Beixon: 0,6 r (13,5% ot Teopuu). CoHgBrN;O (M = 224,05). Paccu.: monekynspubiii nmuk (M+H)':
224/226; o6Hapyx.: MoNeKyIsapHbIi muk (M+H)': 224/226.

1.31.3 6-(4-Xnopdennn)-2H-n30x1uHOMMH- 1 -0H.

Peakmmonnyro cmechk u3 0,57 r (2,54 mmonst) 6-6pom-2H-m3oxunommu-1-oHa, 0,398 1 (2,54 MMmons) 4-
XJI0p(HEeHUITIOOPOHOBOM KHCIOTHL, 2,6 MJI 2-MOJIIPHOTO pacTBopa kapOoHarta HaTpus B 20 MII AHOKCaHa U 5 MII
METaHOJIa HarpeBalOT B MUKPOBOIHOBOHM meun 70 110°C u BbLAEpKHUBAIOT MPHU 3TOW TeMIiepaType B TeUeHHUE
IBYX 4acoB. [locie 3TOro peakIMoHHYI0 CMECh CIMBAIOT B BOXY, OCAJOK OT(QIIBTPOBBIBAIOT M CyIIaT B CY-
MIMIIBFHON KaMmepe ¢ IUpKYIsuei Bo3ayxa npu 40°C.
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Bexon: 0,42 1t (64,6% ot teopun). CisH;(CINO (M = 255,70). Paccu.: MONEKyIApHBIN MHK (M+H)":
256/258; obHapyx.: MonekynspHbii muk (M+H)™: 256/258. 3mauenme Ry 0,6 (cumukarenb, AUXJIOpMe-
TaH/3TaHoj B cooTHOmeHuu 10:1).

1.31.1. 2-[2-(4-Dopmunnerwn)atui|-6-(4-xmopherwn)-2H-u30X uHoMH- 1 -OH.

PactBop 0,41 r (1,6 Mmounst) 6-(4-xopdennn)-2H-n3zoxunonuH-1-ona B 10 Mmi numerniadopmamuaa cMe-
mmBaoT ¢ 0,18 T (1,6 MMoiist) TpeT-OyTmiaTta Kanus U nepememmBaroT B Tedenue 30 mun npu 50°C. [locne 3to-
ro nobasistor 0,46 1 (1,6 Mmoist) 2-(4-[1,3]auokcan-2-uiapeHm)3THIOBOro 3Gupa MeTaHCyIb(HOHOBOW KHCIIO-
THL. 3aTeM PEaKIIMOHHYIO CMECh HarpeBaloT B MUKPOBOHOBOHU meun 10 180°C u BBIOEpKUBAIOT IIPH ATOH TEM-
nepaType B T€UEHHE IMATH YacoB, Mocje yero cauBaioT B 10%-HbIi pacTBOp TUMOHHON KHUCIOTHI. 3aTeM 3KCTpa-
rupyloT sTmianeratoM. Opranndeckyro (aszy TPHXKIbl SKCTparupyroT BOAOH M CcyllaT HaJ cyib(haroM HaTpus.
[Ipomykr ouMIIalOT KOJOHOYHOW Xpomarorpadueil Ha cuimkarene (QJIIOGHT: CMECh IIETPOJICHHBIN
a¢up/sTHIIALIETAT B COOTHOLIEHUH, M3MeHsromemcst ot 3:1 no 1:1).

Beixon: 0,15 r (24,1% ot Teopun). CpH;sCINO, (M = 387,87). Paccu.: monekyspubiii muk (M+H)':
388/390; obmapyx.: mMonmekymaspubiii muk (M+H)": 388/390. 3mauenne Ry 0,7 (cummkarenmb, TeTponeitHbIi
a¢up/sTHIAETaT B COOTHOIICHUH 1:1).

1.31.k. 6-(4-Xmopdennn)-2-[2-(4-mupponuanH- 1 -unmernndenmn) T |-2H-u30xuHonuH- 1 -0H.

0,14 r (0,36 mmouns) 2-[2-(4-hopmundenin)atmn]-6-(4-xmopdenwn)-2H-nzoxunonuu-1-ova u 0,03 mu
(0,36 mmoust) muppoauauHa pactBopsaoT B 40 M auxsiopmetana. Ilocne storo 3nadenne pH cmecn ycranaBim-
BAIOT Ha TPH C TIOMOIIBIO JIEJSTHOM YKCyCHOM KucioThl. 3atem pobasisitor 0,076 r (0,36 MMoiIs) TpHaneToKCH-
Gopruzapuna HaTpUd U IEepeMelInBaloT B TeueHHe 48 4 Impu KOMHATHOM TeMmmepaType. 3aTeM PeakIMOHHYIO
CMECh DKCTParupyroT 2-MOJSIpHBIM PacTBOpPOM KapOOHaTa HAaTpus W CcylaT Haja cyiabdarom Harpus. [IpoaykT
OYMIIAIOT KOJIOHOYHOH XpomaTtorpadueil Ha cuimkaresie (JII0SHT: CMECh JUXJIOPMETaH/3TaHOJ B COOTHOIICHHH,
m3Mensromemcs ot 10:1 mo 1:1).

Bexon: 0,04 r (25% or Teopun). Temneparypa miasieHust: 136-137°C. CyH,,CIN,O (M = 442,99).
Paccu.: monekynsapubiii mukx (M+H)': 443; o6napy:x.: Monexymspubiii muk (M+H)': 443. 3nauenue Ry 0,5 (cu-
JMKarenb, auxiopMmeran/meranon 10:1).

Amnanornyao npumepam 1.1-1.31 momydaroT cireayoniie CoeqmHeHNUS
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[pumep 2.1. [2-(4-TTuppomunnn- 1 -ummetmndennn)stun |amua 4'-xmopoudermn-4-kapOoHOBOH KUCIOTHI.
cl
oA

oy

2.1.a. 4'-Xmopbuenmn-4-kapOboHOBas KHCIOTA.

5,83 1 (29,0 mmomeit) 4-OpoMOCH30MHOM KUCIOTHL PacTBOPSIOT B 50 Mi1 frokcana M 29 Ml 2-MOJISIPHOTO
pacTBopa KapOOHaTa HATPHUs. 3aTeM MOCIEeN0BaTENFHO N00aBIIOT 4,5 T (29,0 MMouteit) 4-xi1opheHmT60pOHOBOM
kucinoTel U 1,68 r (1,45 Mmons) terpakuc(TpudenmtdochiH)nauIagis 1 peakKIMOHHYI0 CMECh B TedeHue 6 4
KUIATAT ¢ OOpPAaTHBIM XOJOAWIBHUKOM. [ops4nii peakMOHHBII pacTBOpP MOJABEPraioT BaKyyM-(QUIbTpayuy de-
pe3 CTEKIOBOJIOKHUCTHIA (GHIbTp. PUIBTpaT SKCTPAarupyroT 3THIaLeTaToM. BoxHyto a3y MoAKHUCIAIOT TUMOH-
HOW KHCIIOTOH W mepeMernnBaroT B Tedenue yaca npu 0°C. OOpa3oBaBIIMICS 0Caq0K OT()UIBTPOBBIBAIOT, IPO-
MBIBAIOT BOJIOM M CYIIAT B BaKyyMe.

Beixon: 5,1 r (75,6% ot teopun). C13HyClO, (M = 232,668). Paccu.: monekyssipubiid ik (M-H): 231/233;
oOHapyx.: MonekyssipHbiid ik (M-H): 231/233.

2.1.6. [2-(4-IIupponuaun- 1 -unmernndennn )t |amun 4'-xa0poundennin-4-kapOoHOBOH KHCIOTHI.

K cycnensnu 251 mr (1,08 mmoust) 4'-xnopoudenm-4-kapooHoBoii kuciotsl B 5 Mi TI'® npu koMHaTHOM
temniepatype noo6asistor 471 mr (1,47 mmounst) TBTY u 0,26 ma (1,47 mmonst) ocHoBaHusl XioHura. Peakunon-
HYIO CMech IiepeMemBaroT B Tederne 10 muH, a 3ateM pobasmsttor 200 mr (0,98 mmorst) 2-(4-mupporuans- 1 -
nnMetmngermn)3tmiamMuaa (cM. npumep 1.1.3). [Tocne 3Toro cMech OCTaBIIIOT TEPEMENINBATECA HA HOYB. 3a-
TEM PEaKLHMOHHBIH PacTBOP CMELIMBAIOT ¢ HachlmleHHBIM pactBopoM NaHCO;, BomHyto a3y skcTparupyror
STUJIALIETATOM, a OpraHu4ecKyro (a3y cymar Haj cyiabdarom Maraus. Ilocie 3TOro pacTBOpUTENs OTTOHSIOT HA
POTOPHOM HCHAPHUTEIE M OCTATOK IIPH HArPEBaHUM Pa3MELIMBAIOT C TPET-OyTHIMETHIOBBIM ddupom. O6pazo-
BaBIIEeeCS TBEPAOE BEIIECTBO OT(QHIBTPOBBIBAIOT, IPOMBIBAIOT HEOOJBLIIMM  KOJMYECTBOM  TpeT-
OyTHIMETHIIOBOTO 3(hMpa M CyILaT Ha BO3/yXeE.

Beixon: 210 mr (51,2% ot teopun). C,6Hyp,CIN,O (M = 418,971). Paccu.: mosekynspHbliii nuk (M+H)":
419/421; obmapysx.: Monekynspubiii muk (M+H)": 419/421. 3nauenue Ry 0,57 (cwiivkarenb, auXJIopMe-
TaH/MEeTaHOJ/yKCYCHasl KUCIO0Ta B cooTHomeHnu 9:1:0,1).

[Mpumep 2.2. [2-(4-AustunamuHome e )atr |amus 4'-xaopoudennin-4-kapOoHOBON KHCIOTHIL.

lCI
e

N
\\l
\/N

2.2.a. (4-qudTrnaMIHOME THII( CHII )alle TOHUTPILL.

0,88 M (8,38 MMoIs1) AMATHIAMIHA pacTBOPSIOT B 30 M arleToHa M K MOJYIeHHOMY PacTBOPY IOCIIEN0-
BaTenbHO n00aBistoT 2,1 T (15,2 Mmosst) kapbonarta kamust u 1,6 T (7,62 MMoitst) (4-6poMMeTHII)EHIIT)areTo-
HuTpmiIa (cM. mpumep 1.1.e). PeaknmoHHy10 cMech IepeMennBaroT B TeUeHHe 2 9 P KOMHATHOH Temmeparype,
mocye 4ero GUIbTPYIOT Yepe3 CTEKISTHHYIO (GPUTTY U 3aTeM NMPOMBIBAIOT dTHianeraToM. OuiasTpar KOHICHTPH-
PYIOT Ha POTOPHOM HCIIapUTee W IKCTParupyrT BOJOM M dTWianeratoM. Opranuyeckyio ¢asy cymar Haj
cyib(aToM MarHus ¥ pacTBOPUTENb yIAISIOT Ha POTOPHOM HCIapuTelie. B mocienyromem npoayKT OUMIIaloT
KOJIOHOYHOM Xpomarorpadueil Ha cuimkaresie (JI0SHT: CMECh AUXJIOPMETaH/METaHoJl B COOTHoLIeHuH 9:1).

Berxon: 900 mr (58,4% ot teopun). Ci3H ;gsN, (M = 202,30). Paccu.: Monexynspasii muk (M+H)': 203;
o6Hapy.: MonexysapHeli muk (M+H)": 203. 3nauenne Ry 0,65 (cunmkarens, JUXIOPMETaH/METAHON B COOT-
HomeHuu 9:1).

2.2.6. 2-(4- Ay THnaMIHOME THI()SHIIT ) THIIAMHUH.

PactBop 900 mr (4,45 mmomst) (4-audTHIAMHHOMETHII()EHIIT)arleTORATpiIa B 20 MII METaHOJIBHOTO pac-
TBOpa aMmuaka cmemmBaioT ¢ 100 Mr Hukenst Penest u BcrpsxuBatoT B aBToknase npu 50°C u naBneHun 5 6ap.
[Tocne oTneneHus kaTaau3aTopa BaKyyM-(QHUIbTpaiell paCTBOPHUTENb yIAISIOT HA POTOPHOM HCIIApUTEIE.

Beixoa: 900 mr (98,0% ot teopuu). Ci3H,N, (M = 206,334). Paccu.: mosekynspusiii mak (M+H)" : 207;
o6Hapy.: MojlekynspHbiii muk (M+H)": 207. 3nauenne Ry 0,12 (cunmkarens, auxiopmeran/meranon/NH; B
cootHomeHuu 9:1:0,1).
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2.2.B. [2-(4-dusTrnaMurHOMETHII(GSHIT )3T |aMu 4'-X10pOoudeHn-4-kapOOHOBOM KHUCIOTHI.

Yka3aHHOE COEJIMHEHHUE MOJIy4YaloT aHaJOru4Ho npumepy 2.1.6 u3 4'-xnopoudennn-4-kapOoOHOBON KUCIIO-
ThI (248 mr, 1,07 MMoItst) U 2-(4-audTrHoTaMmuHoMeTri e )atmnamMuna (200 mr, 0,97 Mmods).

Beixon: 280 mr (68,6% ot Teopun). CyHyCIN,O (M = 420,987). Paccu.: mosekynspubiii nuk (M+H)':
421/423; obuapyx.: MonekynspHbiii muk (M+H)": 421/423. 3nauenne Ry 0,49 (cumukarenmb, AMXJIOpMe-
tan/mMeranoi/NH; B cootnomenuu 9:1:0,1).

[Mpumep 2.3. [2-(4-TTunepunus- 1 -unmerundennn)atui Jamun 4'-xnopoudennn-4-kapOoHOBOIH KHCIIOTHI.

]CI
e

oy

2.3.a. [2-(4-TTunepunuu- 1 -unmernndennn)atui|amun 4'-xmopoudenun-4-kapOOHOBON KUCIOTHI.

Yka3zaHHOE COCTUHCHHUE MOIYYar0T aHATOTHnYHO npumepy 2.1.6 u3 4'-xmopoudenun-4-kapOOHOBON KHCIIO-
Tol (234 mr, 1,01 Mmonst) u 2-(4-nunepuaus-1-unmerundenmn)stunamuta (cM. npumep 1.15.6, 200 mr, 0,92
MMOJIS).

Beixon: 260 Mr (65,6% ot teopun). CyyHyoCIN,O (M = 432,998). Paccu.: MonekynspHbii muk (M+H)':
433/435; obuapysx.: Monekynspubiii muk (M+H)": 433/435. 3nauenue Ry 0,57 (cwiivkarenb, auXJIopMe-
tan/Metanosi/NH; B cootHomennn 9:1:0,1).

pumep 2.4. [2-(4-dudTromaMuHOMETHIIG SHII ) 3TIIT |aMu[ 4'-MeTOKCHON(peHMT-4-KapOOHOBOM KHCIOTHI.

<8
oA
N
\'
~ N

2.4.a. 1-(4'-meTokcuOndeHI-4-11)3TaHOH.

K pactBopy 11,3 r (85,0 mmoneit) xinopuaa amomunus B 100 M cepoyriepoaa n00aBisioT 4-MeTOKCH-
oudenmn. Cmech HarpesaroT 0 40°C u 3aTeM OYeHb MeUIEHHO cMmemmuBaroT ¢ 6,07 mi (81,4 MMos) anermi-
xnopuaa. [locne 3Toro peaknoOHHYI0 CMeCh B T€UEHHE Yaca KHILITAT ¢ 00paTHBIM XoJoamisHIKoM. [Tocne ox-
JaXICHUS PEaKIMOHHbBIN pacTBop cimBatoT B 100 T mpaa u 25 M KOHIL. CONSTHON KHUCIOTHL. [locne axcTpakym
TUXJIOPMETaHOM OpPraHHUYecKyro a3y cymat Haja cyibhaToM MarHus. Jlanee pacTBOPUTENH yIAISIOT HA POTOP-
HOM HCIIAPHUTENE U OCTATOK MEPEKPUCTAIUIN30BBIBAIOT U3 H30IIPONIAHOIIA.

Bexon: 8,8 1 (48,0% ot teopun). CisH 40, (M = 226,278). Paccu.: MONEKyIAPHBII UK (M+H)": 227; 06-
HapyK.: MOJIEKyIApHbIii ik (M+H)™: 227.

2.4.6. 4-Metokcubudenun-4-kapOooHOBask KHCIIOTA.

K pactBopy 15,6 T (390,9 mmosst) NaOH B 70 mut Bogs! ipu 0°C MeasieHHO 1O KarunsiM 100aBistroT 6,0 Mt
(117 mmoueit) Opoma. Jlanee memienHo nobaristor 8,8 r (39,1 mmoiist) 1-(4'-MeTokcrOubeHUI-4-1i1)3TaHOHA B
50 mu nuokcana. ITo mcreyeHnn Tpex yacoB 0Opa3oBaBILEECs TBEPIOE BELIECTBO OT(MIBTPOBBIBAIOT, PACTBO-
PSIIOT B IUXJIOpMETaHe M MOBTOPHO GMIbTPYIOT. M3 dunbTpaTa Ha poTOpHOM HCHapuTese YIEsI0T pacTBOPH-
TEIlb.

Bexoa: 9,0 T (100,0% ot teopun). C;sH 40, (M = 228,250). Paccu.: monekymsipubiit ik (M-H)™: 227; 06-
HapyX.: MOJNEKyIspHbI muk (M-H): 227.

2.4.B. Xnopauruapun 4'-mMeTokcnoudeHmn-4-kapOOHOBON KHUCIIOTHI.

PactBop 3,0 r (0,013 momns) 4'-metokcudbundenmi-4-kapooHoBO#H KucIOTH B 47,4 it (0,65 MOJs) THOHHI-
XJIOpUAA TIEPEMENINBAIOT B TeueHue Tpex yacoB npu 50°C. Ilocie ynaneHns THOHHIXJIOpHIA HA POTOPHOM HC-
mapuTesie MOIyJaloT POAYKT B BUJIE )KEITOBATOTO TBEPIOTO BEIIECTBA, KOTOPOE XPAHAT B XOJIOIMIEHUKE.

Bexon: 3,2 1 (99,8% ot Teopun). C5H1,0, (M = 246,696). Paccy.: MoneKyasipHBIH MUK (M+H)": 246/248;
o6Hapyk.: MoneKysipHblit muk (M+H)': 246/248.

2.4.r. [2-(4-JustinamuHometuneHnn )3t |aMu 4'-MeTokcuOneHuI-4-kapOOHOBOI KUCIIOTHI.

K pactBopy 200 mr (0,97 mmons) 2-(4-auaTrnamuaomerriadenun)stunamuna u 0,25 mi (1,45 mmons) oc-
HoBaHHUA XioHUTA B 5 Mi quxnopmetana npu 0°C nobasmnstot 287 mr (1,16 MMOIIS) TIOTY4EeHHOTO HA MPENBITy-
1116171 CTaluu XJIOpaHruapuaa KHUCJIOTHI. PeaKHMOHHyIO CMECH OCTAaBJIAIOT INEPEMEIINBATLCA HAa HOYb, a 3aTCM
CMEUIMBAIOT C MoJlyHachlmeHHbIM pacTBopoM NaHCO;. BoaHyio ¢a3y npoMbIBalOT AMXJIOPMETAHOM M 00bEeIH-
HEHHYIO OpraHH4ecKyro (asy cymaT Haj cyiabgharoM MarHus. [lociie yaaneHust pacTBOpHUTEIsl HA POTOPHOM HC-
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MapUTeNe OCTATOK PACTHUPAIOT C TPET-OyTUIMETHIOBHIM 3()UPOM M 00pa3oBaBIlieecs TBEPAOE BELIECTBO OT/Ie-
JSIFOT BaKyyM-(QHIbTpaliei.

Bexoa: 90 mr (22,3% ot teopun). Cr;H3,N,0, (M = 416,568). Paccu.: MOIEKyISIpHBIN TTHK (M+H)": 417;
o6Hapy.: MonekynspHbiii muk (M+H)™: 417. 3nauenne Ry 0,46 (cuukarens, stunanerar/meranon/NHs B co-
otHomenuu 9:1:0,1).

[Mpumep 2.5. [2-(4-AustunamuHome i eHmn )T |MetiamMus 4'-xnopoudeHnin-4-kapOoHOBON KHCIOTHI.

]CI
e

NG

b
~N

2.5.a. tpeT-byTnnosslii a3¢up [2-(4-audTHnamuHoMeTHII()EHIT )3T |[KapOAMUHOBON KHCIIOTHI.

K pactBopy 700 mr (3,93 mmons) 2-(4-ausTrnaMuHOMETHII(GEHIT)3TIiIaMiHa B 5,0 M IUXJIOpMETaHa |
0,52 mut (3,73 mmonst) TpudTIIaMKHa fo0aBistor 815 mr (3,73 mmonst) BOC-anruapuia u oCTaBisioT nepeme-
IIMBAThCSl HA HOYb MPU KOMHATHOW TemIiepaType. 3aTeM CMeCh CMEUIMBAIOT C HACBIIIEHHBIM pacTBOpoM Na-
HCOs;. Boanyro ¢a3y npoMbIBaloT AMXJIOPMETAHOM M OpraHuueckylo a3y cymar Haj cyibdarom maraus. Ilo-
CJIe yIaJICHHsl PacTBOPHTENSI HAa POTOPHOM HCIIapHUTelle OCTATOK OYMIIAIOT KOJIOHOYHOHM Xpomarorpadueil Ha
cuiiKarese (3JI0eHT: cMech tuxiopmeran/mMeranoi/NH; B cootnomennu 9:1:0,1).

Brrxoxn: 600 mr (57,7% ot Teopun). CigH3oN,O, (M = 306,452). Paccu.: monekynspasiit muk (M+H)': 307
o6Hapyk.: MoneKyIspHbii mak (M+H)': 307.

2.5.0. [2-(4-Au>THIAMHHOMETHII()EHII )3T [METHIIAMHUH.

K cycnensun 250 mr (6,59 mmorst) amomoruapua autus B 10 Mt retparuapodypaHa MEAJICHHO MO Kall-
M pobasisitor 600 mr (1,96 mMmodst) Tper-OytuiioBoro adupa [2-(4-nudTunaMuHOMeTHII()EHIT )T |KapOa-
MUHOBOM KUCIOTHI B TI'®D. PeakiMOHHYIO CMECh OCTABIIAIOT NIEPEMEIINBATLCS HA HOYb, TIOCIIE YETO HArPEBAIOT
1o 50°C u BBIOEPKHUBAIOT TIPH TOH TEMIIEpaType B TEUEHHE MOCIEAyIomero yaca. s nepepaboTku mociemo-
BaTenpHO no6aBistroT 0,25 mi Boasl, 0,25 M 15%-H0ro pactBopa NaOH u 0,75 mu Bomsl. Ilocne ¢unprpannun
oprannyeckyo a3y cymar HaJl CyJib(haToM MarHusi U PaCTBOPUTENb YIaJSIFOT HA POTOPHOM HCIIapUTEIIe.

Boixon: 350 mr (81,1% ot teopuu). Ci4HpN, (M = 220,361). Paccu.: Monekyssipubiii nuk (M+H)™: 221;
00Hapy.: MONeKyJIsApHbIit muk (M+H)™: 221.

2.5.B. [2-(4-AusTHIaMUHOMETHII(QEHII )3 THII [ MeTHIaMu L 4'-X10pOneHn-4-kapOOHOBOI KHUCIIOTHI.

Yka3aHHOE COEAMHEHHE T0JIyHaloT aHaJIOrn4HO npumepy 2.1.6 u3 4'-xnopoudennn-4-kapOoHOBOH KUCIIO-
ThI (222 mr, 0,95 MMonst) ¥ [2-(4-auaTrnamuHoMeTHI(GeHw )3THi [MeTninamuHa (175 mr, 0,79 Mmons).

Bexon: 60 mr (17,4% ot teopun). Cp7H3,CIN,O (M = 435,014). Paccu.: Monekynspusiii muk (M+H)':
435/437; obHapyx.: MonexynspHeii muk (M+H)': 435/437. 3nauenne Ry 0,39 (cunmkarens, sTunaneTar/ MeTa-
HOJI/NH3 B cooTHOmeHnn 9:1:0,1).

ITpumep 2.6.

Cl

Ch

2.6.a. [2-(4-ITupponuaus- 1 -nimetmndeHn )3Tt |amu 4-(4-x10pheHIT ) IUKIOTeKCAaHKApOOHOBOH KHCIIO-
TBI

VYka3aHHOE COEAMHEHUE TOIYyYaloT B COOTBETCTBHHU € 00uIel MeToaukoi | u3 4-(4-xsopQpeHunn) uuKiIorex-
cankapOoHOBoW KucnoThl (239 mr, 1,0 Mmoub) U 2-(4-nupponuaus- 1 -uameruiadenun)stunamuna (204 mr, 1,0
MMOJIb).

Beixon: 65 mr (15,3% ot teopun). CyH33CIN,O (M = 425,019). Paccu.: monexynsprblii muk (M+H)':
425/427; obmapyx.: MmomekyispHeii muk (M+H)": 425/427. 3uauenue Ry 0,3 (cuimkarenb, STuiale-
tat/mMetanoi/NH; B cootHommennu 9:1:0,1).

pumep 2.7. 4-Iunepuann- 1 -mn-N-[2-(4-mmpponuaus- 1 -miMe T eHIIT )3 T | OeH3aMuU .

%
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2.7.a. Otunossrii 3¢up 4-nmunepuanH- 1 -undeH30iHON KICIOTHL.

K cycnensun u3 0,5 mi (4,13 Mmons) stunoBoro 3¢upa 4-propder3orinon kuciaotsl u 571 mr (4,13 Mmo-
ns1) kap6onata xamus B 20 Mt JIMCO pobasmstrot 0,41 Mt munepuanHa. PeakiimoHHYI0 CMeCh OCTaBISIOT Iepe-
MemmrBaThcst Ha HOub ipu 70°C, mocie 4ero 1o0aBisioT JOMOMHUTENRHO | M (2,44 MMOIIST) TUIIEPUINHA | TIe-
pememmuBaroT emie B TedeHue 6 4 mpu 70°C. Iocne GunbTpanmy cMEMUBAIOT ¢ BOJIOH, SKCTPArHPYIOT STHIIAIE-
TaTOM, OPIaHHYECKyI0 a3y OTHCNSAIOT U PACTBOPUTEND YIAISIOT Ha POTOPHOM Hcmaputene. [Ipoxykr 6e3 oun-
CTKH UCTIONB3YIOT B MOCJIEAYIONEH PeaKiny.

Brixox: 706 mr (73,2% ot teopun). C14H;oNO, (M = 233,313). Paccu.: monekynspHsiii muk (M+H)": 234;
o6Hapyk.: MoneKysipHblit muk (M+H)": 234. Bpems ynepxusanus npu XKXB/JI: 6,2 mun (Meton A).

2.7.6. 4-Ilunepunun- 1 -undeH30MHasE KUCIIOTA.

K pacrBopy 350 mr (1,50 MModst) sTunoBoro s¢upa 4-nunepuaus- 1 -mndeH3oiHoi kuciaots! B 10 M ata-
Houxa pobasisttoT 0,78 mi (0,74 mmost) 2H. NaOH. 3arem peaklMOHHBIH pacTBOp NEPEMEIINBAIOT B TEUEHHE 2 U
npu 60°C, nocne vero 3Hayenue pH ycranaBnuBaror Ha 6-7 ¢ momouipto 1H. HCL. OGpa3oBaBuimiicst ocanok
nocJie GUIbTPaIMy CyIIaT B BHICOKOM BaKyyMe B TEUEHHE HOYH.

Bexon: 158 mr (51,3% ot Teopun). C,HsNO, (M = 205,259). Paccu.: MOTEKYISApHBIN THK (M+H)": 206;
o6Hapyx.: MoneKyspHbli mukx (M+H)': 206. Bpems ynepxusanus npu XKXBJI: 6,2 mun (Meton A).

2.7.8. 4-ITunepunnn- 1 -mn-N-[2-(4-mmpponuaus- | -ummetrnndeHm) T | oeH3aMu .

VYka3aHHOE COEJMHEHHE MOJIyYaloT B COOTBETCTBHM C o0uied Meroaukod | u3 2-(4-nupposiuaus-1-
nnMmetundenmwn)stmwiamuna (157 mr, 0,77 mmons) u 4-nunepuaus- 1 -widen3oitHon kucaotsl (158 mr, 0,77 Mmmo-
).

Brixox: 102 mr (33,8% ot Teopun). C,sH33N;0 (M = 391,561). Paccu.: monekynspHerii muk (M+H)™: 392;
o6Hapyk.: MonekysipHblit muk (M+H)": 392. Bpems ynepxusanus npu XKXBJI: 4,4 mun (Mmeton A).

ITpumep 2.8.
Nege
N

2.8.a. 4-6en3mi1-N-[2-(4-nupponuauH- 1 -uiMeTHI SHI )T |OSH3aMII.

YkazaHHOE COeIMHEeHHE MOJIYYalT B COOTBETCTBUHU C OIMCAHHOMW BbilIe 00Ieit MeToankoii | u3 nudenun-
MeTaH-4-kapOoHoBor Kuciotel (104 mr, 0,49 mmonst) u 2-(4-nupponuaus- 1 -nimerundenwn)dtmiamuda (100
mr, 0,49 Mmods).

Beixon: 66 mr (33,9% ot teopun). Co7H30N,O (M = 398,553). Paccu.: monekynsapasiii mux (M+H)": 399;
o6Hapyk.: MonekynsapHblii muk (M+H)™: 399. 3nauenue Ry 0,46 (cuukarens, stunanerar/meranoi/NH; B co-
otHomeHnu 9:1:0,1).

[Mpumep 2.9. 4-(4-OxconuxiorekcmmmaeHMeTH )-N-[ 2-(4-nuppouinH- | -uIMeTHIQEHIIT )3T |0eH3aM I T,

o’

2.9.a. Otunossiit 3¢up 4-(1,4-auokcacnupo[4.5]aen-8-uinaeHMe T )OCH30HHON KUCIIOTHI.

K pactBopy 90,0 ma (0,63 momns) aumsomnpommiamuaa B 100 mr TI'® mpu -20°C mo xamsm 100aBIsSIFOT
350 ma (0,56 most) pactBopa H-BuLi (1,6-MOJIIpHOTO B reKCaHE) U PEAKI[MOHHBIN PACTBOP MEPEMEIINBAIOT B
teuenue 30 muu npu -20°C. 3aTem MemneHHO Mo KamiaMm a00aesoT 112 r (0,37 mons) stunosoro 3¢gupa 4-
(mmaTokcudochopunmernn)oen3oriHoi kucnotel B 100 M TT'®. PeakinoHHBII pacTBOp NepeMeIINBaiOT B Te-
yenue | 4 npu -20°C u 3atem no kamwisM qooasisiot S8 1 (0,37 mos) 1,4-nuokcacnupo[4.5]nexkan-8-ona 8 200
M TI'®. TTocne 3Toro peakMoHHbIN pacTBOp nepeMenBaroT B TeueHue 30 muH npu -12°C, a 3aTtem B TeueHue
2 4 HarpesaroT 10 KOMHAaTHOM TemIiepaTypsl. [lajee cMEmuMBaioT ¢ BOAOH M BOJIHYIO a3y SKCTparupyroT Ipo-
CTBIM 3(QHPOM, ITWIIALIETATOM U JuxiopMmeraHoM. Opranudeckyro ¢asy ¢wibTpyror uepe3 cuimkarens. [locie
yAaJeHUsl pacTBOPUTENS HA POTOPHOM HCHAPHUTEE OCTATOK OYHMIIAIOT Xpomarorpadueil (CHiIMKarenib, MMeTpo-
JIeWHBIH pUp/>THIIANeTaT B COOTHOIIEHNH 9:1).

Bexon: 80 r (72,0% ot Teopun).

2.9.6. 4-(1,4-Inokcactiupo[4.5]nen-8-mimaeHMe T )0eH301HAs KUCIIOTA.

K pactBopy 35 r (0,12 mous) aTunoBoro adupa 4-(1,4-auokcacnupo[4.5]neu-8-minaeHmernn)0eH30HHOM
kucnoThl B 150 Mt atanora qobaeisitor 20 r NaOH B 130 Mut Boabl ¥ cMeCh B TEUCHHE 2 U KUIATIT ¢ 00PaTHBIM
XOJIOJWJIBHUKOM. 3aTeM peakIMOHHBIN pacTBop cauBaioT B 400 r apxa u 60 MJT KOHIL. COJITHOM KHCIIOTHI, BOJ-
HYI0 (ha3y 9KCTparupyroT 3THIALETaTOM U PACTBOPUTENb YIasIFOT HA POTOPHOM HCIIapUTEIIE.

Bexon: 32 r (91,4% ot Teopun). Temneparypa mnasneHus: 164-165°C.
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2.9.8. 4-(4-OxcounKiIoreKCHInIeHME T )-N-[ 2-(4-mupponuanH- | -unmMe Tiin eI )3 Tr | OeH3aMu .

VYkazaHHOE COEIWHEHHE MOIY4aloT B COOTBETCTBHM C obmiei meroamkoil [ m3 4-(1,4-mmokcactmpo
[4.5]neu-8-unmunenmernn)oen3oitHol kuciotel (134 wmr, 0,49 mmoins) u 2-(4-muppoauaus- 1 -uimMeTmideHnn)
stunamuna (100 mr, 0,49 Mmods).

Brixon: 57 mr (28,0% ot teopun). C,7H3N,0, (M=416,568). Paccu.: monexymspablii muk (M+H)™: 417;
o6Hapy.: MonekynspHblii nuk (M+H)™: 417. 3nauenne Ry 0,36 (cuukarens, stunanerar/meranoi/NH; B co-
otHomenunu 9:1:0,1).

Ipumep 2.10.

o

2.10.a. 4-(4-Oxcounknorekcun )-N-[2-(4-nupponuauH- | -uiMeTHADSHI )T |OSH3aMHI.

YkazaHHOE COEJUHEHHUE TOIYJal0T B COOTBETCTBUH C 00mmei MeToaukoit I u3 4-(4-okconukiorekcui)oeH-
3oitHO# kucnotsl (128 mr, 0,49 mmonst) u 2-(4-nupponuaus- 1 -unmerundenun)stiunamuda (100 mr, 0,49 mMmo-
Ts1).

Boeixon: 26 mr (13,1% ot teopun). C,sH3,N,0, (M = 404,557). Paccy.: MoneKyIsipHBIA THK (M+H)+: 405;
o6Hapyx.: MoJeKyaapHpii ik (M+H)': 405. 3nauenne Ry: 0,31 (cumukarens, stunanerat/meranon/NH; B co-
otHomeHnu 9:1:0,1).

Mpumep 2.11. [2-(4-ITupponuau-1-uamernnadenun)sTuialamMu  4-IUKIOreKcri- | -IUKIor eKCHITKap6o-
HOBOM KHCIIOTBI.

[o}

o

2.11.a. 4-Iluknorekcui- 1 -IuKIoreKCHIKapOOHOBast KMCIIOTA.

K pactBopy 500 mr (2,10 mmouis) 4-(4-xs0opdeHun) IuKIoreKcankapOoHOBOM KUCIoThl B 10 M1 MeTaHoa
nobasmstor 0,44 M1 KOHIIL. CONAHOM KHCHOTH U 100 Mr okcra maTuHbL. 3aTeM PeaKIHOHHYIO CMECh B TCUCHHE
3 g nepememmBarot mpu 50°C u gaBneHnn Bogopona S 6ap. [locne oTaeneHus kaTaTu3zaTopa pacTBOPUTENH yaa-
JISIOT Ha POTOPHOM HCHapHUTEIE.

Beixoa: 440 mr (99,9% ot teopun). C;3Hy0, (M = 210,319). Paccu.: monekymspubii uk (M-H): 209;
o0OHapyx.: MoJieKyssapHbli ik (M-H): 209.

2.11.6. [2-(4-ITupponuauH- 1 -uiMeTHIGEHI )3T |aMu]] 4-ITUKJIOTeKCHII- | -ITUKIIOreKCUIIKapOOHOBOM KH-
CJIOTBHI.

YkazaHHOE COCTUHEHUE MOIYYa0T B COOTBETCTBHH C OOMIeH MeTonuKoH | u3 Oumukiiorekcmi-4-kapooHo-
Boii kuciotsl (103 mr, 0,49 Mmois) u 2-(4-nupponuus- 1 -unmerundenun)stmnamua (100 mr, 0,49 MmMouts).

Bexon: 2,0 mr (1,0% ot Teopun). CrsHygN,O (M = 396,622). Paccu.: MONEKyISApHBIA THK (M+H)": 397;
o6Hapyx.: MonekynspHsii muk (M+H)": 397. 3nauenne Ry 0,46 (cumkarens, stunanerar/meranon/NHs B co-

otHomennu 9:1:0,1).
O,
ﬁ@K > >‘<:>—
O ”

ITpumep 2.12.

2.12.a. [2-(4-ITupponuauH- 1 -uaMeTHaGeHu )3T |amu 4-MeTmiheHHIUIepUIuH- 1 -kapOOHOBOH KUCTIO-
TBL

VYkazaHHOE COEIWHEHHE TOJYYaloT B COOTBETCTBHU C OMHCAHHOHM BhImIe o0meil Meromukon II w3 4-
Metrnermtmmnepuarnaa (175 mr, 1,0 mmons) u 2-(4-mmpponunus- 1 -mimermiderun)atmwiamusa (204 mr, 1,0
MMOJIB).

Bexoa: 90,0 mr (22,2% ot Teopun). CygH35sN;0 (M = 405,558). Paccd.: MoneKyIIpHBIH UK (M+H)": 406;
o6Hapy.: MonekynspHbiii muk (M+H)™: 406. 3nauenne Ry 0,30 (cuukarens, stunanerar/meranoi/NH; B co-
otHomenuu 9:1:0,1).
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[pumep 2.13. [2-(4-ITuppommans- 1 -nwnmerundermn )t |avun — 4-(4-xmopdennn)-3,6-auruapo-2H-
MUPUIKH- | -KapOOHOBOM KHCIIOTHI.

OO0

2.13.a. 4-(4-Xmophenun)-1,2,3,6-TeTparu ApOMUPHINH.

K 100 mi (1,2 moinst) pactBopa ¢opmanuHa (37%-Horo B Bozae) u 32,1 r (0,6 Moist) XJIOpHaa aMMOHUS TIPH
60°C no xarsM 100aBISIOT 4-XJIOPMETHICTHPOIL. 3aTeM PEaKIHOHHYIO CMECh B TEUEHHE 3 4 NepeMElINBAIOT
npu 60°C, nocie 4ero oxJiaxkaarT 10 KOMHATHOH Temneparypsl. Jlanee nobasmstor 100 i1 MeTaHoIa U cMeCh
OCTaBIISIOT NIEPEMEIINBAThCS Ha HOUb. [locie BhIMapuBaHMs PAacTBOPHUTEINS HA POTOPHOM HCIIAPUTENE OCTaTOK
cMmemuBaroT ¢ 150 M KOHII. CONISTHON KUCIIOTHI U nepeMemuBatoT B TeueHue 4 4 npu 100°C. Iocne oxnaxxaeHus
JI0 KOMHATHOH TEMIIepaTyphbl CMECh CIIMBAIOT Ha jef U noanienadnBaioT NaOH (B Buze wemnryek). [Tocne MHOTO-
KPaTHOM SKCTPAaKIWH MPOCTHIM 3(UPOM OpraHudeckyio (asy cymar Hax cynbharom Harpus. [locne ymaneHus
pacTBOpUTENS] HA POTOPHOM MCIAPHUTENIE OCTATOK OYMINAIOT KOJOHOYHOW Xpomarorpadueil Ha CHIIMKareie
(amroeHT: cMmech aTranerar/meranol/NH; B cootHomenuu 9:1:0,1).

Bexon: 17,0 t (29,3% ot Teopun). C;H;;CIN (M = 193,678). Paccu.: monekynspubiit mak (M+H)": 194;
o6Hapy.: MonekynsapHblii muk (M+H)™: 194. 3nauenne Ry 0,26 (cuukarens, stunanerar/meranoi/NH; B co-
oTHOoeHnu 6:4:0,4).

2.13.6. [2-(4-ITupponuaun-1-unmernndennn)stmwilamun  4-(4-xnopdenmn)-3,6-murunpo-2H-nupuaun-1-
KapOOHOBOW KHCIIOTHI.

YkazaHHOE COCAMHEHHE ITONyYaroT B COOTBETCTBUU C o0mieit meromukoit 11 u3 4-(4-xmopdenmn)-1,2,3,6-
terparuaponupuanHa (193 mr, 1,0 mmons) u 2-(4-nupponuaus-1-unmernndenun)stuaamuna (204 mr, 1,0
MMOJIB).

Bexon: 40,0 mr (9,4% ot Teopun). C,sH;(CIN;O (M = 423,990). Paccu.: MONEKyISAPHBIA MUK (M+H)":
424/426; obmapyx.: Monmekymaspublii muk (M+H)": 424/426. 3mauenme Ry 0,30 (cunmkarens, sTuiaie-
tat/meranoi/NH; B cootnomenunu 9:1:0,1).

ITpumep 2.14.
Q
OO0
O ” -

2.14.a. [2-(4-Ilupponuaun-1-unmermndennn)atmwilamun  3,4,5,6-rerparupo-2H-[4,4'|ounupuannmi-1-
KapOOHOBOW KUCIIOTHI.

VYkazaHHOE COCAMHEHHE IMOJYYarT B COOTBETCTBUH ¢ obmiedt meromukoit I w3 1,2,3,4,5,6-rekcarumpo-
[4,4"6unmupuauamia (81 mr, 0,50 mmoust) u 2-(4-nupponunus- 1 -unmernndenun)stinamua (102 mr, 0,50 mmo-
Js).

Bexon: 43,8 mr (22,3% ot Teopun). CysH3,N4O (M = 392,549). Paccy.: MONeKyISApHBII THK (M+H)": 393;
o6Hapyx.: MonekynspHsii muk (M+H)": 393. 3nauenne Ry 0,14 (cumkarens, stunanerar/meranon/NH; B co-

otHomeHnn 9:1:0,1).
Q
aAvate
O ”

[pumep 2.15.

2.15.a. [2-(4-TTupponnaus- 1 -unmme T eHn )3Tri |aMu g, 4-0CH3WIIUTIEPUINH- | -KapOOHOBOM KHCIIOTHI.

YkazaHHOE COEIMHEHHE MOTyJaloT B COOTBETCTBHH ¢ 00miei metoaukoi 11 n3 4-6ensmwmunepuansa (87,7
mr, 0,50 Mmmoust) u 2-(4-nupponuani- 1 -unmernndennn)strwiamuna (102 mr, 0,50 MModst).

Brixox: 33,5 mr (16,5% ot teopun). CrgHisN;O (M = 405,6). Paccu.: monexynapusii nux (M+H)™: 406;
o6Hapyx.: MonekynsapHbli muk (M+H)': 406. 3nauenue Ry 0,36 (cunmkarens, stunanerat/meran/NH; B coot-

HOLICHUU 9: 1 0,1)
: Q O__Q
@ O b

Ipumep 2.16.

2.16.a. [2-(4-ITuppommans-1-unmermwndennn)atun|Jamun  4-(1H-ungon-3-wn)nmunepuaus- 1 -kapboHoBOH
KHUCIIOTBI.

VYKa3aHHOE COEJMHEHHE I0JIy4aloT B COOTBETCTBUU ¢ obOmierd meroaukoit 11 w3 3-nunepuamnn-4-nn-1H-
unnoina (100 mr, 0,50 mmoust) u 2-(4-nupponuans- 1 -unmermndenmn)atunamuna (102 mr, 0,50 Mmosst).

Brixox: 56,5 mr (26,2% ot teopun). C,7H34N4,O (M = 430,6). Paccu.: monexynapusii nux (M+H)™: 431;
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o6HApyk.: MoneKyIsapHblii mak (M+H)': 431.
3uauenue R¢: 0,36 (cunmkarens, stunanerar/meranoi/NH; B cootHomennu 9:1:0,1).

ITpumep 2.17.
N b —
OO0

2.17.a. tper-ByrunoBeii a¢up 1'-[2-(4-nupponuaun-1-unmernndenun)stuikapdbamonn] 1-[4,4"16unu-
HEePUIMHIII- | -KapOOHOBOH KHUCIJIOTHI.

VYka3aHHOE COEAMHEHHE IOJIy4aroT B COOTBETCTBHHU ¢ oOmieit Meronukoii II n3 tper-OytunoBoro adupa
[4,4"6ununepunnani-1-kapooHoBol kuciotsl (134 mr, 0,50 mmons) u 2-(4-nmpposuans- 1 -mimetniheHn)
stmamuHa (102 Mmr, 0,50 MMods).

Bexoa: 51,0 mr (20,5% ot teopun). CyoHyeN4O3 (M = 498,7). Paccd.: MONEKyISApHBIA THK (M+H)": 499;
o6Hapyk.: MoneKynspHbii muk (M+H)": 499. 3nauenne Ry 0,40 (cumkarens, stunanerar/meranon/NHs B co-
otHomennu 9:1:0,1).

ITpumep 2.18. [2-(4-TITupponuanH- 1 -uaMeTHAGEHIIT)ITII |aMUa 4-ITUKITIOTeKCUIITUIIEPUINH- | -kapOoHOBOM

KHCJIOTBI.
Q,
AN OO
! “

2.18.a. 4-1luKIOT eKCHIITTHUIIC PUIHH.

K pactBopy u3 1,0 r (6,4 mmons) 4-penmmupuanna B 20 mi MetaHona 100aBisroT 1,35 mMi1 KOHIIL. coms-
HOM KucioTH 1 200 MT OKCHIa TNIATHHBL. 3aTeM PEaKkIMOHHYIO CMECh B TeUeHHe 2,5 4 nepeMermuBaioT npu 50°C
U JaBJeHNnHU Bojopona 3 6apa. Ilocie oTneneHus karaam3aropa paCTBOPUTENh YAAISIIOT HA POTOPHOM HCHIapUTe-
Jie, B X0/I€ 4ero MPOIYKT BEIMAaeT B OCAJA0K B BHIE THAPOXJIOPHAA.

Beixon: 1,2  (91,4% ot Teopun). C; Hy N*HCI (M = 203,758). Paccu.: Mmonekysipasiii muk (M+H)™: 168;
06Hapy.: MoNeKyJIspHblit muk (M+H): 168.

2.18.6. [2-(4-TTuppomunus-1-unmMeTnindeHun)3TiialaMua  4-1UKI0TeKCUIIUTICPUINH- | -KapOOHOBOH  KH-
CJIOTHI.

VYka3aHHOE COeTMHEHHE TOIy4aloT B COOTBETCTBHHU ¢ 00miel Metoaukoii 11 n3 4-nukiorekcuimunepuanHa
(83,7 mr, 0,50 mmodst) u 2-(4-nupponuans- 1 -unmermndennn)atmwiamuna (102 mr, 0,50 mmons).

Bexon: 38,0 mr (19,1% ot teopun). C,sH;oN;0 (M = 397,6). Paccd.: MoneKyIsApHBIA THK (M+H)": 398;
o6Hapyx.: MonekynspHsii muk (M+H)": 398. 3nauenne Ry 0,54 (cumkarens, stunanerar/meranon/NHs B co-
otHomennn 9:1:0,1).

IIpumep  2.19. [2-(4-TTupponuaus- 1 -unmeTwndernn )t Jamun — 4-(4-xmopdeHnn)munepuans- 1 -

KapOOHOBOM KHCIIOTHI.
o
~O OO
O “

2.19.a. 4-(4-x10pheHMIT)IUIIEPUIUH.

K pactBopy 5,0 r (21,7 mmoist) 4-(4-xnopdennn)-1,2,3,6-rerparuaponupununaa (cM. npumep 2.13.a) B 20
w1 Metadousia gobasisitor 500 mr Pd/C. 3ateM peakioHHYIO cMech B T€UEHHE 7 U EepEeMEIINBAlOT P KOMHAT-
HOW Temrieparype U naBieHuH Bogopoxa 10 ¢yHToB/KB.mroliM. Tlociie oTaeneHns Katann3atopa pacTBOPUTEINH
yIQIAIOT HAa POTOPHOM Hcmapurene. B mocneayromeM HNpogyKT OYMINAIOT KOJIOHOYHOM Xpomarorpadueil Ha
cuIImKarese (IIFOSHT: CMeCh TUXJIOpMeTaH/MeTaHOJI/aMMHUaK B cooTHomIeHnu 5:4,9:0,1).

Beixon: 3.2 T (75,3% ot Teopun). C H,CIN (M= 195,694). Paccu.: monexynspubii muk (M+H)':
196/198; obuapysx.: mosnexynspubii muk (M+H)™: 196/198. 3nauenue Ry 0,37 (cunumkarens, AUXJIOpMe-
tan/mMetanoi/NH; B cootHomennu 5:4,9:0,1).

2.19.6. [2-(4-TTupposmunus-1-unmerundennn)atuin Jamun 4-(4-xnopdenun)munepuant- 1-kapOoHOBOH Ku-
CJIOTBIL.

VYka3aHHOE COeMHEHHE IOJIyYatoT B COOTBETCTBHHU C oOmied meroaukoii 11 u3 4-(4-xiopdennn)nunepu-
quHa (97,9 mr, 0,50 mmoutst) n 2-(4-nupponauaus- 1 -unmermwidenun)stuiaamuna (102 mr, 0,50 Mmmos).

Bexon: 9,0 mMr (4,2% ot teopuu). CosH3CIN;O (M = 426,0). Paccu.: monexynspueiii mak (M+H)':
426/428; ob6Hapyxk.: MonekyispHbii muk (M+H)": 426/428. 3uauenne Ry 0,49 (cunukarens, STuiaie-
tar/mMeran/NH; B cootHomennu 9:1:0,1).

[pumep 2.20.
0, F
OO0
@ N OH F

2.20.a. [2-(4-Iupponumus-1-maMeTIIheHII )3T |aMu 4-TUApPOKcU-4-(4-TpudTopMeTHIPESHIIT ) TUTICPH-
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INH- 1 -kKapOOHOBOW KHUCIIOTHI.

VYkazaHHOE COEIMHEHHE IIOJyYaloT B COOTBETCTBHHM C o0mei merommkoidl II m3 4-rumpokcu-4-(4-
tpudropmerrndenmwt)munepuanaa (123 mr, 0,50 mmoist) u 2-(4-mUpponuarH- 1 -HIMETHI(CHII )3 THIIAMHUHA
(102 wmr, 0,50 mmoms).

Brixox: 35,0 mr (14,7% ot teopun). CyHsF3N3O, (M = 475,6). Paccu.: Monexynapseii nux (M+H)'™:
476; obHapyx.: MonekynspHsii muk (M+H)": 476. 3nauenue Ry: 0,45 (cunukarens, sTunanerar/Meranon/NH; B

cooTHomeHnu 9:1:0,1).
Q
o
0O "

ITpumep 2.21.

2.21a. [2-(4-nupponunus- 1 -uimermwidenun )3t jamun 3-penu-8-azadbuiukino[3.2. Joktan-8-kapOOHOBOA
KHCJIOTHI.

VYka3aHHOE COEIMHEHHE TOJIyYaroT B COOTBETCTBHU C o0Imeil Meromukoi 11 u3 3-¢pennn-8-azaduumkino
[3.2.1]okrana (93,7 mr, 0,50 Mmoist) u 2-(4-nupponunus- 1 -unmerundenwn)atunamua (102 mr, 0,50 Mmmous).

Bexon: 26,0 mr (12,5% ot teopun). Co;H3sN;0 (M = 417,6). Paccu.: Monexynspusii muk (M+H)': 418;
o6Hapyx.: MonekynspHbii muk (M+H)': 418. 3mauenue Ry 0,51 (cunukarens, stunanerat/Meran/NH; B coot-

Homrenuu 9:1:0,1).
/‘Q_L%L <:>
N N cl
O N \_/

[pumep 2.22.

2.22.a. [2-(4-Tlupponunus- 1 -unmermindenunn)atwiamun 4-(4-xsopdeH)nunepasut- 1-kapOOHOBO# KHCITO-
TBL

Yka3zaHHOE COCMHEHHUE MOJIYYalOT B COOTBETCTBUH ¢ 00miei Metonaukoi 11 u3 4-(4-xmopdenun)numnepa-
3uHa (117 mr, 0,50 mmonst) u 2-(4-nupponuauH- 1 -uamerundenun)stuiaamuna (102 mr, 0,50 mmous).

Beixon: 13,0 mr (6,1% ot teopun). CpqH3 CIN,O (M = 427,0). Paccu.: monekynspubiii nuk (M+H)':
427/429; obmapyxk.: Monekyispubii muk (M+H)": 427/429. 3uauenne Ry 0,42 (cummkaress, STuiale-
tat/meranon/NH; B cootHomenunu 9:1:0,1).

[pumep 2.23.
O~ 3OO
O TN

2.23.a. [2-(4-TTupponunus- 1 -uame Tt eHun )3T [aMu 4-1nano-4-(eHIUIIUIIEPUIHH- | -KapOOHOBOH KH-
CIIOTBI.

VYka3aHHOE COEJMHEHHE MOJYYaloT B COOTBETCTBHHU C 00mei Meroaukoit 11 u3 4-umano-4-penunmumnepu-
quHa (111 mr, 0,50 Mmois) u 2-(4-nupponunus- 1 -unmerundennn)stunamua (102 mr, 0,50 Mmmous).

Beixon: 27,0 mr (13,0% ot Teopuu). CrsH3N,O (M = 416,6). Paccu.: Mosekyaspublii ik (M+H)™: 417;
o6Hapyx.: MoJeKyIapHbli ik (M+H)': 417. 3nauenue Ry: 0,46 (cumukarens, stuianerat/meranon/NH; B co-

otHomeHnn 9:1:0,1).
o ;
OO
O "

[pumep 2.24.

2.24.a. [2-(4-IlupponuawH- | -unMeTrndeHn )3T |amuy 3-a3aciupo[S.5|yHaekan-3-kapOOHOBOM KHCIIO-
TBL

YkazaHHOE COeAMHEHHE IOJy4aroT B COOTBETCTBUU C obmieit metomukoi II u3 3-azactmpo[S.5]ynaexana
(76,7 mr, 0,50 mmostst) u 2-(4-upposuaus- 1 -nmermndenwn)atmnamuna (102 mr, 0,50 MMous).

Brixon: 24,0 mr (12,5% ot teopun). Co4H37N;0 (M = 383,6). Paccu.: monexynapusii nux (M+H)™: 384;
o6Hapy.: MonekynspHblii nuk (M+H)": 384. 3nauenue Ry 0,49 (cuukarens, stunanerar/meranoi/NH; B co-

otHouenunu 9:1:0,1).
Q
O OO
0 ”

ITpumep 2.25.
2.25.a. [2-(4-Tluppomuans-1-mimetmndenmn)atunamun 4-(4-gropdenmn)munepuaun- 1-kapOoHOBOH Ku-
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CJIOTBIL.
VYka3aHHOE COeIMHEHHE TOJIy4aroT B COOTBETCTBUU ¢ 00mieit meronukoi 11 u3 4-(4-dpropdenun)nunepu-
quna (108 mr, 0,50 Mmos) u 2-(4-nuppoaunui- 1 -uamernndenwnn)atrwiamuna (102 mr, 0,50 MMos).
Bexoa: 32,0 mr (15,6% ot teopun). CpsH3,FN;O (M = 409,6). Paccy.: MoneKymapHBII THK (M+H)": 410;
o6Hapyk.: MonekynspHblii muk (M+H)™: 410. 3nauenue Ry 0,50 (cuukarens, stunanerar/meranoi/NH; B co-

otHomenunu 9:1:0,1).
ITpumep 2.26.

o}

A0S

2.26.a. [2-(4-Iluppomuaun-1-unmerundenmn)stunlamug  1,2-auruapo-1-(meruncynshonmt)cnupo[3H-
uHpoI-3,4'-numnepuuH]- 1 -kapOOHOBON KUCIIOTEHI.

VYkazaHHOE COeIMHEHHE MMOTyJaloT B COOTBETCTBHU ¢ 00meit Mmetoaukoi 11 u3 1,2-muruapo-1-(MeTuicys-
tdormn)criupo[3H-unpon-3,4"-mumepununal (133,2 mr, 0,50 mmoinst) n 2-(4-mupponunns- 1 -unmmetnindeHmn)
stunamuna (102 mr, 0,50 Mmmods).

Bexoa: 28,0 mr (11,3% ot teopun). C,7H36N40;5S (M = 496,7). Paccu.: MoseKyJISIpHBII MUK (M+H)": 497,
o6Hapy.: MonekynspHbii muk (M+H)™: 497. 3nauenne Ry 0,42 (cuukarens, stunanerar/meranoi/NHs B co-

otHomenunu 9:1:0,1).
0,
A0

ITpumep 2.27.

2.27.a. [2-(4-Ilupponunun-1-unmerundenun)stuilamuy — 4-(4-xnopdenun)-4-ruApoKCUITUIepHIHH- 1 -
KapOOHOBOW KUCIIOTHI.

VYKa3aHHOE COEAMHEHHWE IIOJIy4aroT B COOTBETCTBHU C oOmei mertoamkoi II uz 4-(4-xnopdenun)-4-
rugpokcununepuanta (106 mr, 0,50 mmonst) u 2-(4-nupponuaus- 1 -unmernndenun)stunamuna (102 mr, 0,50
MMOJIS).

Beixon: 32,0 mr (14,5% ot Teopun). CosHiCIN;O, (M = 442,0). Paccu.: monekynspHbiii nuk (M+H)':
442/444; obmapyx.: monmexymspublii muk (M+H)": 442/444. 3mauenme Ry 0,44 (cunmkarens, >Tuiaie-
tat/Metanoi/NH; B cootHommennu 9:1:0,1).

[pumep 2.28.
A N\
OﬁQ_\‘,}—N\_/N <:> 2

2.28.a. [2-(4-Ilupponuaun-1-unmernndennn)stmwilamus  4-(4-MeTokcUeHu)nunepasuH- 1 -kapOoHOBOH
KHCJIOTBI.

VYka3aHHOE COeIMHEHUE MOJyYal0T B COOTBETCTBHUH ¢ o0mei Metonukoi I u3 4-(4-meroxcudenn) mure-
pasuna (133 wmr, 0,50 mmosst) u 2-(4-nupposuaus- | -unmermndenmn)atunamuna (102 mr, 0,50 mmos).

Beixon: 35,0 mr (16,6% ot Teopun). CosH3gN,O, (M = 422,6). Paccu.: monekynsphbiii muk (M+H)" : 423;
o6Hapyk.: MoneKynspHbii muk (M+H)": 423. 3nauenne Ry 0,47 (cumkarens, stunanerar/meranon/NHs B co-

otHomeHnn 9:1:0,1).
o}
avate
N N
9 :
\

[pumep 2.29.

2.29.a. [2-(4-Ilupponuann-1-unmernndennn)atmilamun  4-(2-meTokcudeHw)munepuanH- 1 -kapOoHoBoOM
KHCJIOTHI.

VYkazaHHOE COeTUHEHHUE TOIYYal0T B COOTBETCTBUU ¢ o0mIei metoaukoit 11 u3 4-(2-meTokcudeHmn) nure-
punuHa (114 mr, 0,50 MMons) u 2-(4-muppormani- 1 -unmmermindennn )stmnamuaa (102 mr, 0,50 Mmmos).

Bexon: 20,0 mr (9,5% ot Teopun). CyeHzsN;0, (M = 421,6). Paccd.: MONEKyISIpHBIH THK (M+H)": 422;
o6Hapy.: MonekynspHbiii muk (M+H)™: 422. 3nauenne Ry 0,55 (cumkarens, stunanerar/meranoi/NHs B co-

otHomennu 9:1:0,1).
o}
A
O ”

ITpumep 2.30.
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2.30.a. [2-(4-TTupponuanH- | -mmme T eHmT )3T |aMuA 1,3-Turuapon30uHI0I-2-KapOOHOBOH KICIOTHL.

YkazaHHOE COEAMHEHHE IMOJy4YaroT B COOTBETCTBUHU C obmieit mMetoamkoit 11 m3 1,3-gurmmpomsonnmona
(77,8 mr, 0,50 mmostst) u 2-(4-upposuaus- 1 -uimerundenun)atrnamuna (102 mr, 0,50 MMous).

Bexon: 13,0 mr (7,4% ot teoprm). CyHy7N;0 (M = 349,48). Paccu.: MOneKyISpHBIA THK (M+H)": 350;
obHapyx.: Monekymsapubii muk (M+H)": 350. 3Hauenne Ry 0,30 (cunmkarens, auxjaopMeran/meranon/NH; B

cooTHomeHnu 9:1:0,1).
0
atava®e
0O ”

ITpumep 2.31.

2.31.a. [2-(4-ITupponuauH-1-unmerundenun)stunlamug 1,2,4,5-terparnapodenzo[d]asenun-3-kapOooHo-
BOM KUCJIOTBI.

VYkazaHHOE COEIUHEHHE TOIYyYaloT B COOTBETCTBHU ¢ obOmer Metommkoi Il m3 1,2,4,5-rerparunpobenso
[d]azemuna (73,6 mr, 0,50 Mmmosst) u 2-(4-mupposuaus- 1 -unmetundenwn)atmnamuna (102 mr, 0,50 MMous).

Bexoa: 12,0 mr (6,4% ot teopun). CpsH3N;0 (M = 377,534). Paccy.: MONEKYIApHBII UK (M+H)": 378;
o6Hapys.: MosekynsapHbii muk (M+H)": 378. 3nauenue Ry 0,33 (cunukarens, auxsiopmeran/metanon/NH; B

cooTHomeHnu 9:1:0,1).
o
A OO
9 ”

ITpumep 2.32.

2.32.a. [2-(4-TTupponuanH- 1 -umme T e )3T | aMu A 4-QeHIITTUITePHITH- | -kKapOOHOBOM KHCIOTHI.

VYkazaHHOE COeTUHEHUE MOMYYaroT B COOTBETCTBUH ¢ obmieit Mmetonukoi 11 3 4-penmmmunepunuaa (80,6
mr, 0,50 mmois) u 2-(4-mupponuanH- | -unmvetandernn )stinamuaa (102 mr, 0,50 Mmos).

Bexona: 24,0 mr (12,3% ot Teopun). CpsH33N;0 (M =391,561). Paccu.: MonekynsapHBIi UK (M+H)": 392;
o6Hapys.: MojekynapHbiii muk (M+H)": 392. 3nauenue Ry 0,35 (cunukarens, auxsiopmeran/metanon/NH; B
cootHomeHuu 9:1:0,1).

[Mpumep 2.33. [2-(4-Tlupponuaus-1-unmernmindenmn)atunlamMus 4-(4-auMeTniIaMUHOMETHII()EHHIT ) [TUTTe-

pUIMH-1-KapOOHOBOI KHUCIIOTHI.
0
A OO
N N N—
9 /

2.33.a. Tper-bytunoBeiii 3¢up 4-(4-aumernnamuHoMeTHI(GEHM )-4-THAPOKCUITUTIEPHIUH- | -kKapOOHOBOIA
KHCJIOTBI.

K pacrBopy 81 r (0,38 mons) 4-6pomnumernndensunamuna B 450 mur TI'® npu -65°C no karuisiM B Tede-
Hue 35 muH nodasisror 236 mi (0,38 moist) H-BuLi (1,6-momnsproro B rekcane). [Tocie 3Toro mo xamisiM B Te-
yenue 60 muH nodasisitoT 75 T (0,38 Most) TpeT-OyTriioBoro 3¢upa 4-okconunepuanH-1-kapOOHOBON KHUCIOTHI
B 150 ma TT'® Takum obOpazom, 4ToOBI TemItepaTypa He npesbimaina -60°C. PeakunoHHbII pacTBOp nepeMern-
BalOT B TeueHue 2 1 npu -65°C, a 3aTeM B TeueHue nocieayomux 17 4 npu KOMHATHOW TemIeparype. 3aremMm
peakunoHHyIo cMech cMemuBatoT ¢ 300 M mpocroro adupa, oxnaxaaroT 10 5°C u 00pa30BaBLIMHCS OCAIOK
OTJIEISIOT BaKyyM-(HIbTpauei. IToT ocanok 3aTeM cMermmBatoT ¢ 200 Mt Boasr 1 700 M1 mpocToro adupa u
nepeMernBaioT B TedueHne 10 muH. Opranndeckyio ¢asy cymar Haja cynb(aToM MarHus W pacTBOPHUTEINb yaa-
JSFOT Ha POTOPHOM ncmaputene. [1orydeHHbIi MPOIyKT CyIaT B BaKyyMe.

Bexona: 45 r (35,7% ot Teopun).

2.33.6. Inmetun-[4-(1,2,3,6-TeTparuAponupuarnH-4-11)0CH3 I |aMHH.

K pactBopy 45 r (0,14 mons) tper-OyrunoBoro s¢upa 4-(4-numerriaMuHOMETUII(EHNI)-4-THIPOKCH-
MUIepUanH- 1 -kapOoHOBO# KuCIOThI B 140 M auxmopmerana pu -10°C mo karmmim go6asisiror 70 mut tpudro-
PYKCYCHO KHCIIOTBL. 3aT€M pacTBOp MEPEMELIMBAIOT B TeUeHUE 1,5 4 Mpyu KOMHATHOM TeMIepaType, ocje 4ero
oxnaxnaaioT 10 -10°C u mobasmsror 30 M1 KOHII. cepHO# KucioThl. [1o meredennn nmosrygaca nobasistror eme 10
MJI CepHOi KucioThl. [1o ucreuenun 1 4 pacTBOpHUTEINh YAAIAIOT HA POTOPHOM HCIIAPUTENIE U OCTATOK CIMBAIOT B
300 r npaa. [Tocie atoro 3HaueHue pH ycranasiuBator Ha 14 ¢ momoinkio 6H. pacteopa NaOH. Bognyro dasy
HACHIIIAIOT KapOOHATOM KaJMsl U JABaXK/bl IKCTPArUPYIOT MPOCTHIM 3hrpoM. OObeANHEHHbIE Oprannieckue da-
3Bl IOCYXa YIapuBalOT Ha POTOPHOM HCTIapUTEIIe.

Bexon: 25,2 1 (86,9%).

2.33.8. Jumetmn(4-nunepuanH-4-uia0eH3 1T )aMIH.

K pactBopy 16 r (74 mmomnst) numetun|[4-(1,2,3,6-terparunponupuanH-4-mn)oeH3wn jamuHa B 200 M1 Me-
taHoJNa nobasisarot 6 T Pd/BaSO,. PacTtBop nepememmBaroT B TeueHune 1 4 B atMocdepe BoJOpOa IPH KOMHAT-
HOHM TeMIIepaType, Mocie 4ero KaTtajlu3aTop OT(GHUIBTPOBBIBAIOT U PACTBOPUTEINH YAAISIOT HA POTOPHOM HCIIa-
purene. OcTaToK pacTBOPSIOT B METaHOJIE, JOOABIISIIOT METAHOJIBHYIO COJISTHYIO KHCJIOTY M 3aT€M JI0 TIOMYyTHE-
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HUS CMEUIMBAIOT ¢ MpocThiM 3¢upom. Tlocne Beinepxkn npu -20°C 00pa3oBaBIIMKCS THAPOXJIOPH]] OTAEISIOT
BaKyyM-(IIbTpAIIEH.

Bexon: 16 1 (84,9%).

2.33.r. [2-(4-ITupponuaus- 1 -mimeTmad eI )3T |amu 4-(4-auMeTHIaMUHOME THII() SHIIT ) TUITepHInH- 1 -
KapOOHOBOM KHCIIOTHI.

VYka3aHHOE COEIUHEHHE IOJIy4aloT B COOTBETCTBUM C oOuied Meroauko I m3 4-(4-aumernnamunome-
tundennn)nunepununa (127 mr, 0,50 mmons) u 2-(4-nuppoauaus- 1 -wimernidenun)stuinamuna (102 mr, 0,50
MMOJIS).

Beixoz: 37,0 mr (16,5% ot Teopun). CogHyoN,O (M = 448,657). Paccu.: Mosiekyasipublii muk (M+H)': 449;
o6Hapyx.: Monekynapubii muk (M+H)': 449. 3nauenne Ry 0,37 (cunmkarens, auxiopMeran/meranon/NH; B
cootHomreHnu 9:1:0,1).

[pumep 2.34. 4'-(Xnopoudenni-4-mn)-| 3-(4-mupporauus- | -niMeTHIIh eHIUT ) TATIEPUIH- | -1 |METaHOH.

Cl

ON
™

2.34.a. 1-(4-bpoMOeH3mMI )PP OITUINH.

K pactBopy 13,1 ma (0,16 mmornst) mupponuauna u 200 Mt terparuapodypaHa MeUIeHHO 0 KaruisiM 100aB-
msirot 20,0 T (0,080 mosst) 4-6pombensunopomuia B TI'® takum oOpa3om, 4ToObI TeMIepaTypa He MpeBbIlIana
20°C. Tlocnie 3TOr0 peaKIMOHHBIA PAacTBOP OCTABIIAIOT MEPEMEIINBATHCS HA HOUb, & 3aTeM IOCIE CMEHICHHS CO
JIBJIOM MOAKUCIISIFOT KOHIIEHTPUPOBAHHOM COJISIHOM KKciioToit. [Tocie skcTpakiuu mpocThiM 3(hUpoM BOJHYO a3y
TMOAIIENAYNBAIOT PACTBOPOM €IKOTO HaTpa M HACBHIIIAIOT KapOOHATOM Kanusd. [locie sKCTpakium mpocTeiM d¢u-
POM opraHuyecKylo a3y cymar HaJl cyb(haToM MarHusi U pacTBOPUTEIIb yIAJSIIOT HA POTOPHOM HCIIapUTEle.

Beixon: 18,1 1 (94,2% ot teopuu). C; H,BrN (M = 240,145). Paccu.: mosekynspHbiii nuk (M+H)":
240/242; obHapysk.: MoneKyspHblit muk (M+H)': 240/242.

3nauenue R¢: 0,19 (cunmkarens, meTpoaelHbIi 3Up/3THIALETAT B COOTHOLICHUH §:2).

2.34.6. 3-(4-IIupponuans- 1 -uimMe T eHUIT ) TUPHIHH.

1,11 r (4,64 mmomst) 1-(4-OpoMOSH3IIT)TUPPOTUANHA paCTBOPSIIOT B 10 MII MHOKcaHa U 5 MIT 2-MOJISIPHOTO
pacTBopa kapOoHaTa HaTpHsl. 3aTeM MmocienoBaTenbHo no0aBaroT 570 mr (4,64 MMOIIsT) TUPUAUH-3-00pOHOBOM
kucinoTel 1 270 mr (0,23 mmonst) Terpakuc(TpudeHmIpochUH)IaIaIns u PeakiInOHHYI0 CMeCh B TeUeHne 6 4
KUIATAT ¢ OOpPaTHBIM XOJIOAMIBHHKOM. Jlanee peakMOHHBII pacTBOp HOABEPTaioT BaKyyM-(QUIBTPaLK Yepes
CTEKJIOBOJIOKHHUCTBIN (puibTp. OUIbTpaT HECKONBKO pa3 3KCTparupyroor sTwianeraroM. Opranudeckyro (asy
CymIaT HaJ Cynb(}aToM MarHusi ¥ pacTBOPHUTEINb yNANISIOT HA POTOPHOM HcmapuTese. B mocienyromem npogyKT
OYMIAIOT KOJIOHOYHOW Xpomarorpadueil Ha cuiMkarene (JI0EHT: cMech sTuiianerar/meraHo/NH; B cooTHo-
mennu 8:2:0,1).

Brixox: 500 mr (45,2% ot Teopun). CisH gN, (M = 238,335). Paccu.: monexynspusii mux (M+H)™: 239;
o6Hapyx.: MoneKynapHbiit mukx (M+H)': 239.

2.34.8. 3-(4-ITupponunus- 1 -miMe T SHUIT ) TUITePHTUH.

K pactBopy 500 mr (2,10 mmosst) 3-(4-mmupponuaus- 1 -nnmvernndermwn)mipruanaa B 10 M1 aTaHona 100aBISIOT
4 mn 1-mMomsipHOH corstHOM kucnoTsl 1 200 M OKcHa TUIaTHHEL Jlamee peakIoOHHYI0 CMech B TedeHue 4,5 4 mepe-
MEIIMBAIOT IPH KOMHATHOM TeMIIepaType 1 AaBieHnH Bogopoaa 3 Gapa. [locie oTnenenns kaTaim3aTopa pacTBOpH-
TeJb YIAIIOT HA POTOPHOM HCTIAPHUTEINE, B XOZE Y€ro MPOAYKT BRIIAAAET B OCAJIOK B BUJIE THIPOXJIOPH/A.

Berxon: 600 mr (100% ot Teopun). C¢HyuN,-HCl (M = 280,844). Paccu.: monekynspublii muk (M+H)':
245; o6Hapyx.: MoJleKynapHbIii muk (M+H)': 245.

2.34.r. (4'-Xnopoubenmn-4-wmn)-[ 3-(4-nmuppoauaus- | -uame T eHu ) IUIepuIuH- | -1 [METaHOH.

VYka3zaHHOE COeIMHEHHE MOJIy4aloT B COOTBETCTBHHM C o0mei meromukoit [ u3 4'-xmopOudenunn-4-
kapOoHoBoW KkucaoTh (183 mr, 0,78 Mmoust) u 3-(4-nuppoauaus- 1-uimerwidenwn)nunepuauna (200 mr, 0,71
MMOJIS).

Brixox: 20,0 mr (6,1% ot Teopun). CooH3 CIN,O (M = 459,036). Paccu.: monexynsapusiii nuk (M+H)":
459/461; obHapyx.: Monekynapublii ik (M+H)': 459/461. 3nauenne Ry 0,58 (cumukarenb, THIALETaT/MeTa-
HON/NHj3 B cootHomennu 9:1:0,1).

Mpumep 2.35. [2-Mertun-2-(4-nupponuaus- 1 -unmerundenin)nponui Jamug 4'-xaopoudenni-4-kapooHo-

BOM KHCJIOTHI.
Cl
O

N

oo’
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2.35.a. 2-Metun-2-(4-mupponuaiH- | -HIMeTHI(h €HII ) IPOITHOHUTPHIL.

K pactBopy 2,0 r (10,0 Mmmoneit) (4-nupponuans-1-unmernndenni)aneronurpuia (cM. npumep 1.1.x) B
50 mn terparuapodypana npu KOMHATHOH Temmeparype no6asistot 3,4 T (30 MMoteit) TpeT-0yToKcHIa Kauus.
3aTeM peakIMOHHBIN PacTBOP KPATKOBPEMEHHO MEpPEMENIMBAIOT, cMenmBaioT ¢ 1,9 M (30 MMmoneii) MeTuano-
JJ1a, IEPEMENINBAIOT ellle B TeYeHUe 2 4 NPU KOMHATHOW TeMIlepaType U 3aTeM J0CyXa yIapuBaroT Ha POTOp-
HOM wmcnapurenie. OCTaTOK paclpeAessioT MEXIY BOIOH W ITHIIAleTaToM, OpraHH4YecKyr (a3y NpOMBIBAIOT
BOJIOW M cymar HaJl cynbdarom Maruus. [lociie 3Toro pacTBOpUTENb OTTOHSIOT HA POTOPHOM UCIIAPUTENIE U Chl-
po¥ IPOAYKT O€3 OYMCTKHU UCIIONIB3YIOT B MOCIEIYIOIIEH peakIHy.

Bexon: 1,4 r (61,3% ot teopun). C,sHyoN, (M = 228,340). Paccu.: monexynspssiii muk (M+H)': 229; 06-
Hapyk.: MonekysapHbiil muk (M+H)": 229. 3nauenne Ry: 0,40 (cumukarens, stuianerat/meranon/NH; B coot-
Homrenuu 9:1:0,1).

2.35.6. 2-Metun-2-(4-nupporuanH- | -UIMeTHII(SHI ) TPOITIIIAMIH.

K pactBopy 1,4 T (6,13 Mmomnst) 2-meTmi-2-(4-nupponuans- 1 -unmernndenmn)npornorutpuia B 20 mi
METAaHOJIFHOT'O pacTBOpa amMmmuaka no6asisitoT 150 mr Hukens Penes. [locne sToro peakimmoHHyI0 CMeCh B Tede-
HUe HouM mepementuBaroT npu S0°C B atMocdepe Bogopoa mpu ero nasieHun 5 6ap. [locne ordhuapTpoBEIBa-
HUS KaTaJu3aTopa pacCTBOPUTEINb YAAISIOT HA POTOPHOM HCHIapUTEe.

Bexon: 1,4 1 (98,3% ot teopun). CisHp4N, (M = 232,372). Paccy.: MONEKYJIAPHBII UK (M+H)": 233; 06-
HapyX.: Moneky/sapHblii muk (M+H)": 233. 3nauenne Ry 0,30 (cumukarens, stunanerar/meranon/NH; B coot-
Homenuu 9:1:0,1).

2.35.8. [2-Metun-2-(4-nupponuau- 1 -unmerundenun)nponuiamuy 4'-xnopoudenui-4-kapOoHOBOH Ku-
CJIOTHI.

VYka3aHHOE COeIMHEHHE MOJIYyYaloT B COOTBETCTBHM C o0meid meromukoi [ w3 4'-xyopoudenni-4-
KkapOoHOBOW KHcH0THI (233 Mr, 1,0 MMoib) 1 2-MeTun-2-(4-nupponuans- 1 -mimetwidenmn)nponuiamuHa (232
Mr, 1,0 MMOIIB).

Bexon: 400 mr (89,5% ot teopun). CysH3 CIN,O (M = 447,025). Paccu.: monekynspublii muk (M+H)':
447/449; obmapyx.: Monekymspublii muk (M+H)": 447/449. 3mauenme Ry 0,35 (cunukarens, sTumaie-
tat/metanoi/NH; B cootnomenunu 9:1:0,1).

IIpumep 2.36. [2-(4-TTupponunuH-1-unmerundenwn)nponuilamuyn 4'-xmopoudennn-4-kapOoHOBON KH-

CJIOTBI.
! Cl
e

at

2.36.a. 2-(4-ITupponuaun- 1 -MIMeTHIPSHIIT ) TIPOTUOHUTPHII.

K pactBopy 2,0 r (10,0 mmoneit) (4-nupponuans-1-unmernndenni)aneronurpuia (cM. npumep 1.1.x) B
50 mu TerparuapodypaHa Ipu KOMHATHOU TemmepaType nodasistor 1,12 v (10 MMoteit) TpeT-OyTuiiaTa Kaius.
3areM peakIMOHHBIA pacTBOp NepemennBaioT B Teyenue 30 MuH, nocne yero cmemmuatot ¢ 0,63 mut (10 mmo-
niei) Mmetunoauaa. Jlanee peakiMoHHY0 CMeCh IepeMeInnBaioT B Tedenue 1 u mpu 50°C u 3aTem jgocyxa ymna-
pHBaOT Ha poTOpHOM Hcnapurese. OCTaToK paclpenesstoT MeX/y BOJOH M ATUIIALIETaTOM, OpraHHYecKyro (a-
3y JBayK/bl IIPOMBIBAIOT BOAOM M CylIaT HaJ Cyib(aToM MarHus. PacTBOpHUTENb OTTOHSIOT HA POTOPHOM HCIIa-
puTene u CchIpoil POYKT, KOTOPBIH cofepX HUT 0K0iI0 20% ANMETHIMPOBAHHOTO COEIUHEHHS, 0e3 OYMCTKH UC-
MOJIB3YIOT B TTOCIIEIYIOIIEH PEaKIH.

Bexona: 0,5 T (23,3% ot teopun). C14H gN, (M = 214,313). Paccu.: MONEKyIApHBII THK (M+H)": 215; 06-
HapyX.: MONeKy/sapHblil muk (M+H)': 215. 3nauenne Ry 0,40 (cumukarens, stunanerar/meranon/NH; B coot-
Homrenuu 9:1:0,1).

2.36.6. 2-(4-TITupponuanH- 1 -uIMe THIQEHNIT ) TPOIIAMHIH.

K pactBopy 400 mr (1,87 mmousi) 2-(4-nupponuaus-1-nnmerninderui)nponuoHurpuia B 20 M1 Mera-
HOJIBHOT'O pacTtBopa ammuaka aobasisitor 100 mMr Hukens Penes. 3areM peakiMOHHYIO CMeCh B TEYCHUE HOYH
nepemernuBaioT mpu 50°C B arMocdepe Bogopoaa mpu ero aasjiacHuu 5 6ap. [Tocie oThHIBTPOBBIBAHUS KaTaIH-
3aTopa PacTBOPHUTENb YIAJIIIOT HA pOTOPHOM HCHapHUTene. AMUH, KOTOPBIH COAepKUT okoiI0 20% AUMeTHIupo-
BAaHHOT'O COEIMHEHMsI, 0€3 JOMOIHUTEILHON OUMCTKU HCIIONIB3YIOT B IMOCIEAYIOIIEH peakHu.

Berxon: 0,4  (98,6% ot teopuu). CsH,N, (M = 218,345). Paccu.: Monexynspasiii muk (M+H)': 219; 06-
Hapyk.: MonekyspHbil muk (M+H)": 219. 3nauenne Ry: 0,30 (cumukarens, stuanerat/meranon/NH; B coot-
Homrenuu 9:1:0,1).

2.36.8. [2-(4-ITupponuawH- | -umMeTHIGeHIT ) TpOTTiI |amu 4'-X10pOoudeHnt-4-kapOOHOBOW KHUCIIOTHI.

VYkazaHHOE COCIOMHEHHE IIONYYalOT B COOTBETCTBHH ¢ o0mieir Meromamkod | m3 4'-xmopOudeHmn-4-
KapOoHOBO# KucHOTH (233 mr, 1,0 MMoinb) U 2-(4-tpponuanH- 1 -mmmetmwidenmn)nponmiamuaa (218 mr, 1,0
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MMOJIB).

Beixon: 10 mr (2,3% ot Teopun). CysHy CIN,O (M = 447,025). Paccu.: monekynspusiii muk (M+H)" :
447/449; obmapyx.: Monekymspublii muk (M+H)": 447/449. 3mauenwe Ry 0,35 (cunukarens, sTumaie-
tat/meranoi/NH; B cootnomenunu 9:1:0,1).

[Mpumep 2.37. (4-Ilupponuaus- 1 -nnmernnoensnnokcn jamua 4'-xnopoupernin-4-kapOoHOBON KHCIOTHI.

]CI
e

N
o~

!

2.37.a. 2-(4-IluppoauauH- 1 -niMeTHiI0eH3UIOKCH ) U30MH 101 1,3~ IHOH.

K pacrtBopy 13,2 r (50 Mmmoneit) a,0'-anOpom-ni-kcusiona B 125 M1 alileTOHUTpHIIa IPH KOMHATHOM TemIie-
parype noGasinstot cmech u3 8,2 r (50 mmoneit) N-runpoxcudranmumuaa u 8,7 mit (50 Mmoreit) ocHoBanus X1o-
Hura B 125 mi aneronnTpuiia. PeakiiMoHHBIN pacTBOp nepeMelnBaroT B Tedyenne 10 MuH, rocne vero no0asis-
ot 4,1 M (50 MMoreif) nupposnaMHa M IepeMeIInBalOT B TeUEHHE rocieaytomero yaca. Ilocne duibTpaunn
MAaTOYHBIA PACTBOP AOCYXa KOHIEHTPUPYIOT Ha POTOPHOM Hcmaputene. OcTaToK OYMIIAIOT XpoMaTorpaduei Ha
CHIIMKaresie (RJIFOCHT: CMeCh dTHIAIleTaT/MeTaHol/aMmMuak). [1odydeHHOe BEIIecTBO MOCIe €ro OYHCTKUA Cpasy
K€ UCTIONB3YIOT B MOCJIEAYIONIEH peaKIny.

Beixon: 1,0 r (5,9% ot teopun). 3nauenue Ry 0,60 (anokc, sTuianerat/merpoieiHsiii a3gpup B COOTHOIIIE-
Huu 1:1).

2.37.6. O-(4-TITupponuauH- | -uIMeTUIOSH3WIT )T IPOKCHAMHKH.

K pactBopy 1,0 T (2,97 mmonst) 2-(4-nuppoiauuH- 1 -uiMeTHia0eH3uI0KCH )u30uH1001-1,3-11noHa B 50 M
tonyona nobasisitor 50 ma 40%-HOT0O pacTBOpa METHMJIAMHHA B BOJE U CMECh NEPEMEIIUBAIOT B TEUCHHE 2,5
JHeW mpu KOMHaTHOH Temmepatype. [locie oraenenust opranuueckoil ¢asbl BomHyto a3y ABaXIbl IKCTparu-
pyIOT TpeT-OyTHiMeTHnoBbIM 3¢upoM. OObeANHEHHBIE OpraHn4ecKie (aszbl MPOMBIBAIOT BOJOH M CymIaT Hal
cynbdatom maruus. [locie 3Toro pactBopuTeNs yOaasiOT HAa POTOPHOM HCIAPHUTENE M MOJYYEHHBIH MPOIYKT
0€3 OYHMCTKH HCIIOJNIB3YIOT B MOCIEAYIOEH PeaKIyy.

Berxon: 260 mr (42,4% ot teopun). Cj,H sN,O (M = 206,290). Paccu.: monekynsapasiii muk (M+H)': 207;
o6Hapyk.: MoneKyIspHbli mak (M+H)': 207.

2.37.8. (4-Iluppominus- 1 -ummeTHnoeH3mwIoken Jamu s 4'-X10pOndeHnI-4-KapOOHOBOM KHCIOTHL.

VYka3zaHHOE COeIMHEHHE MOJIy4aloT B COOTBETCTBHUHM C o0miei meromukoil [ u3 4'-xmopOudenunn-4-
KkapOoHOBOU KucioTHI (116 mr, 0,5 Mmmods) u O-(4-mupponuans- 1 -unmetmnoensun)ruapokcuamuna (103 mr, 0,5
MMOJIS).

Beixon: 10,0 mr (4,8% ot teopun). CaoHysCIN,O, (M = 420,943). Paccu.: MonekynsapHeii muk (M+H)':
421/423; obHapyk.: MonekyaspHblii muk (M+H)": 421/423. 3mauenme Ry 0,38 (cunukarens, sTuiaie-
tat/meranon/NH; B cootHomenunu 9:1:0,1).

Mpumep 2.38. [1,1-Aumernn-2-(4-nuppoauaus- 1 -unmernindenwn)stuilamun 4'-xaopoudenni-4-kapoo-

HOBOM KHCJIOTEI.
! Cl
)
N
)

2.38.a. DtrinoBsi 3¢up (4-muppoauIuH- 1 -mIMeTHII)EHIIT)YKCYCHOM KHCTIOTHI.

3,0 © (15 mmoneit) (4-mupponuanH-1-mmmermwigenm)aneTronuTpmia (cM. npumep 1.1.K) pacTBOPSIOT B
STaHOJEHOM PAcTBOpPE COJISTHOM KUCIIOTHI (HACHIIIEHHOM) M B T€UeHHE 4 4 HarpeBaroT ¢ OOPATHBIM XOJIOIMIEHU-
koM. [locne 3TOro pacTBOpUTENs YHANSAIOT HA POTOPHOM HCIIApHUTENe U OCTaTOK PAaCTBOPSIOT B pa3daBICHHOM
pactBope NaHCO; u TpeT-OyTunmMernsioBoM 3¢upe. Opranudeckyro ¢asy cymar Hax cynbhaToM HATPHsL, OTIe-
JSIOT BaKyyM-(ruibTpareil yepes akTHBUPOBAHHBIN YToJIb U 3aTeM PACTBOPUTENb YAAIAIOT Ha POTOPHOM HCIIa-
purere.

Beixon: 3,4 T (91,6% ot teopun). CisHy NO, (M = 247,340). Paccu.: monexynspusii muk (M+H)': 248;
o6Hapy.: MonekynspHblii nuk (M+H)™: 248. 3nauenne Ry 0,25 (cuukarens, stunanerar/meranoi/NH; B co-
otHomeHnu 9:1:0,1).

2.38.6. 2-Meruin-1-(4-nupponuans- 1 -nnmeTnndeHu ) mpornad-2-oJ1.
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K 13,3 M (40 mmoureit) 3,0-MOISIPHOTO pacTBOpa METHIMATHHUXIJIOPUAA B TeTparuapodypaHe Mpu KOM-
HATHOW Temmeparype mo kamisim aobaBisitor 3,4 T (13,8 mMmons) stunoBoro sdwupa (4-nupposiuauH-1-
WIMEeTHI(EHI ) YKCyCHOM KicaoThI B 20 Mt TeTparuapodypana. Ilpu atom TemnepaTypa mossimaercs o 40°C.
PeakinonHyI0 cMech NEpeMEINBAIOT B T€UEHHE daca, 1mocie 4ero cnuparoT B 100 M1 pacTBopa xjiopuaa aMMo-
HUs. BonHyro ¢asy HECKONBKO pa3 SKCTparupyroT auxiopMmeraHoM. OObeIMHEHHBIE OpraHudeckue (asbl Ipo-
MBIBAIOT HACHIIIIEHHBIM PACTBOPOM ITOBAPCHHOM COJIM U CYIIAT HaJ CyJibhaToM MarHusi. PacTBopuTens yaausoT
Ha POTOPHOM HCIAPUTENIC M OCTATOK OYHIIAIOT KOJOHOYHOW XpomaTtorpadueil Ha anokce (aKTUBHOCTH 2-3)
(9J1F0€HT: CMeCh LIMKIIOTeKCaH/TUIIaleTaT B COOTHOIIeHHH 4:1).

Berxon: 800 mr (24,9% ot teopun). C;sH,sNO (M = 233,357). Paccu.: Mmonexynspusrii muk (M+H)': 234;
o6Hapyx.: MoJieKy IsapHbIi ik (M+H)": 234. 3nauenue Ry 0,50 (anokc, neTposieitHblii a(up/sTUanerar B co-
OTHOIICHHUH 6:4).

2.38.8. N-[1,1-AumeTwn-2-(4-muppoiauaus- | -niMe T eHu )3Tt | opMaMuL.

K pactBopy 250 mr (5,0 MMoreit) imaHnaa HaTpUs B 2 MIT JIEATHON YKCYCHOH KHCIIOTHI IO KaIUIsM 100aB-
JISTIOT CMECh U3 2 MJI CEPHOM KUCIOTHI U | MIT JIZSTHOM YKCYCHOM KHCIIOTHI TAKUM 00pa3oM, YTOOBI TeMIlepaTypa
peakmmoHHOM cMecu He npebimana 20°C. [Tocne atoro mo xamwsMm go6asistoT 800 mr (3,43 MMons) 2-MeTHII-
1-(4-uppommanH- 1 -umMeTrIIheHI )TpoTaH-2-0J1a B 2 MII JIEASHON YKCYCHOM KUCIOTHI. [Ipu 3TOM TemmepaTtypy
noanepxuBatoT Hoke 20°C. ITociie 3Toro peakMoHHbIH pacTBOP MEPEMEIINBAIOT B TEUCHNE Yaca IPH KOMHAT-
HOH TeMIIepaTrype, a 3aTeM CIMBAIOT Ha JIeA U HEHTPaIU3yIOT pacTBOPOM KapOoHaTa HaTtpus. Bognyro dasy skc-
TParupyroT NPOCTHIM 3(UPOM U OpraHUUYecKyIo a3y CylaT HaJ CynbpaTroM Maruus. PacTBopurens ynansior Ha
POTOPHOM HCHApHUTENe U IPOAYKT 0€3 OUUCTKU HCHOIB3YIOT B IIOCIEIYIOIEH PEaKIIUH.

Brixox: 520 mr (58,2% ot teopun). CisHoN,O (M = 260,382). Paccu.: monekynspHsiii muk (M+H)™: 261;
00Hapy.: MoNeKyJIspHblit muk (M+H)': 261.

2.38.r. 1,1-Aumerni-2-(4-nuppoauguH- 1 -uiMeTHIQEH I ) S THIIAMUH.

K pactBopy 520 mr (2 mmoust) N-[1,1-nqumernin-2-(4-mupponunus- 1 -unmerundenmn)atui popmamMuia B
10 My sTanosa 100aBISIOT 25 MII KOHIL. COJITHOM KHMCJIOTHI M B TEUCHHWE HOYM HAarpeBaloT ¢ OOpaTHBIM XOJIO-
JuibHUKOM. [ocne oxnakeHus! peakIMOHHBIN PacTBOP IOJIIENAYNBAIOT 25%-HbIM BOJAHBIM PACTBOPOM €/IKO-
TO HaTpa U BOAHYIO a3y HECKOJIBKO pa3 3KCTPArupyroT TPET-OyTHIMETHIOBEIM 3¢pupoM. OOBeIMHEHHBIE Opra-
HU4Yeckre (as3pl IPOMBIBAIOT BOAOW, CyIIAaT Haa Cyiab(paTroM MarHus W (QHUIBTPYIOT 4Yepe3 aKTHBHUPOBAHHBIN
yroib. B 3aBepiieHne pacTBOpPUTENb yIANSIOT HA POTOPHOM HCHApHTEIE.

Beixon: 380 mr (81,8% ot teopuu). CisHyyN, (M = 232,372). Paccu.: Monexynsipubiii muk (M+H)™: 233;
o6Hapy.: MonekynspHbiii muk (M+H)™: 233. 3nauenne Ry 0,10 (cuukarens, stunanerar/meranoi/NHs B co-
otHomenuu 9:1:0,1).

2.38.n.  [1,1-Jdumernin-2-(4-nupponuaus- 1 -unmeriindenmn)atui Jamun — 4'-xsopoudenun-4-kapOooHoBo
KHUCJIOTHI.

VYka3aHHOE COeIMHEHHE MOJIYyYaloT B COOTBETCTBHUM C o0meid meromukoi [ w3 4'-xyopoudennn-4-
kapOoHoBo# kucaoThI (116 mr, 0,5 Mmoist) u 1,1-gumernin-2-(4-nupponuaus- 1 -unverundenun)struaamuna (116
Mr, 0,5 MMoJIsT).

Bexon: 73,0 mr (32,7% ot Teopun). CygH; CIN,O, (M = 447,025). Paccd.: MONEKYIApHBIN MUK (M+H)":
447/449; obmapyx.: monmekymspublii muk (M+H)": 447/449. 3mauenme Ry 0,48 (cunmkarens, >Tuiaie-
tat/Metanoi/NH; B cootHomennu 9:1:0,1).

Ipumep 2.39. 4-2-TITupponuaus- 1 -undtin)oen3uaamu 4'-xopoudeHnn-4-kapOOHOBOH KHUCIOTHI.

CNﬁ :
<O

2.39.a. 4-(2-ITupponuauH- | -UIATHIT) OCH30HUTPHIL.

K pactBopy 500 mr (2,74 mmoist) 4-(2-aMHHOATIIT)OCH30HUTPIIIA B 50 MJT alleTOHUTPHIIA TTOCIIET0BATEIh-
HO mob6asisroT 91 mr (0,56 MMosst) noauaa kamus, 453 mr (3,28 mmonst) kapoonata kamus u 0,33 mi (2,74 Mmmo-
1) 1,4-mubpombyTana.

PeakumoHHyto cMech nepememnBatoT B TeueHue 6 4 npu 78°C. Tlocne 3Toro IOMOJHUATEIBHO T00ABIISIOT
0,08 mu (0,66 mmouis) 1,4-muOpoMOyTaHa M PEAKIIMOHHYIO CMECh OCTaBJISIFOT NEPEMEIIUBATHCS HA HOYb HpPU
78°C. Tlocne ¢unbTpamuu (GUIBTPAT YyHapHBAIOT JI0CyXa. B mocienyromeM NpoayKT OYMINAIOT KOJIOHOYHOM
XpoMmartorpaduell Ha CHIMKaresie (JUXJIOpMeTaH/METaHOJI B COOTHOICHNH §:2).

Berxon: 183,0 mr (33,4% ot teopun). Ci3H 4N, (M = 200,286). Paccu.: monexynsapusiii muk (M+H): 201;
o6HApyk.: MoneKyIsapHbli mak (M+H)': 201.

2.39.6. 4-(2-ITuppomuauH- | -UIITHIT ) OCH3MIIAMIH.

K pactBopy 183 mr (0,91 mmomns) 4-(2-mupponuanH- 1 -mmTin)oeH30HnTpria B 20 MIT 3TaHOJIBHOTO pac-
TBOpa aMMHaka no06aBisitoT 75 Mr Hukens Penes. Ilocne 3TOro peakiyoHHBIA PaCTBOP OCTaBISAIOT TEpEeMEIIH-
BaThCs Ha HOYb mpu 50°C u gaBneHnH Bojopoda 3 Oapa. 3aTeM JOTMONHUTENHHO T00aBISIFOT 75 Mr HUKens Pe-
Hesl ¥ CMECh MEPEMEININBAIOT eIlle B TedueHue nocieayomux 6 4 npu 50°C u naBneHnu Bomopona 3 Oapa. Jamee
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KaTaJIu3aTop OTGUIBTPOBBIBAIOT U PACTBOPUTEND YAAISIOT HA POTOPHOM ucrapurelie. ChIpoil IPOAYKT MOXKHO
0e3 IOTOTHUTENBHON OUMCTKH MCIOJIB30BaTh B OCIEAYIOMEH peakiyy.

Bexoa: 114,0 mr (61,0% ot teopun). Ci3HyoN, (M = 204,318). Paccd.: MOIEKyIApHBINA MUK (M+H)": 205;
06Hapyk.: MoneKyJIspHbiit mak (M+H)': 205.

2.39.8. 4-(2-ITupponunun- 1 -uwidtmn)oen3mwiamus 4'-xnopoudenmnn-4-kapOOHOBOW KUCIIOTHI.

VYka3aHHOE COeIMHEHHE MOJIyYaloT B COOTBETCTBHM ¢ o0mei meromukoi [ w3 4'-xiopOudenunn-4-
kap6oHoBo# kucaoThl (130 mr, 0,56 Mmoust) u 4-(2-nupponuaus- 1 -unatun)oensunamuna (114 mr, 0,56 Mmmous).

Beixon: 75,0 mr (32,1% ot Teopun). CosHyCIN,O (M = 418,971). Paccu.: monekynapHbiit mux (M+H)':
419/421; obmapyx.: Mmonekyispubii muk (M+H)": 419/421. 3uauenne Ry 0,38 (cuimkarens, STuiaie-
tat/meranon/NH; B cootnomennu 9:1:0,1).

[pumep 2.40. .
O

2.40.a. [2-(4-TTupponuaun- 1 -unmmetmndenmn )aTun |amus [ 1,4|ounmunepuanau-1'-kapOOHOBON KUCIIOTHL.

YkazaHHOE COCMHEHUE TIOTYYAI0T B COOTBETCTBHU ¢ 00mIel MeToaukoi 11 u3 4-numepuHOIUITepHIITHA
(84,1 mr, 0,50 mmomst) u 2-(4-upporuaus- 1 -nmmerunderwn)atmwiamuHa (102 mr, 0,50 MMoIs).

Bexon: 3,0 mr (1,5% ot teopun). CyyHzgN4O (M = 398,597). Paccd.: MONeKyIApHBIA THK (0,5M+H)":
200; o6Hapyk.: MoneKynsapHsii muk (0,5M+H)": 200. Bpems ynepxusanus npu XKXBJI: 1,59 Mun (Meton A).

ITpumep 2.41.

O

ar

2.41.a. 4-Huknorexcun-N-[2-(4-mupporauauH- | -miMe T eHIT )3T |OSH3aMU .

VYkazaHHOE COCIMHEHHE IOyYaloT B COOTBETCTBHH ¢ oOmmIel MeToankoil | u3 4-nmkiorekcuiaOeH30MHOM
kucnotsl (102 mr, 0,50 Mmoutst) u 4-(2-mupponuani- 1 -umtrn)oenzmnamuna (102 mr, 0,50 Mmois).

Bexon: 2,0 mr (1,0% ot teopun). CsH34N>,O (M = 390,574). Paccu.: MoneKyIspHBIA THK (M+H)": 391;
o6Hapyk.: Moneky sapHbiii ik (M+H)":391. 3nauenue Ry: 0,38 (cumukarens, stunanerar/meranoid/NH; B coot-
Homenuu 9:1:0,1).

[pumep 2.42. [2-(4-Ilupponuans-1-uiIMeTHIIUKIOTeKC)aTri JaMust - 4'-xsiopOudenun-4-kapOoHOBOM

KHUCJIOTHI.
N : “—N . .
o}

2.42.a. 2-(4-ITupponuauH- 1 -MIME TUITIMKIIOT €KCHIT )3 THIIAMUH.

K pactBopy 500 mr (2,45 mmomnst) 2-(4-upponmani- 1 -unmetundenmn)yTuamuaa (eM. mpumep 1.1.3) B 10
MJI MeTaHosa A00aBisitoT 1,52 Mi1 KoHu. cossHod kuciotel U 300 Mr okcuza miatuHel. Jlanee peakioHHYO
cMech nepememnBaroT B Tedenne 50 1 nmpu 50°C u gaBienuun Bogopona S5 6ap. [Tocie oTaeneHus karanu3aropa
pacTBOpUTENb YAAISIOT HA POTOPHOM HcHapuTese. B mocneayromem npoayKT OYUILAI0T KOJIOHOYHOH XpoMaTo-
rpadueil Ha cunuKarene (AMXJI0pMeTaH/MeTaHol/aMMHUaK B cooTHoweHuu 8:2:0,2).

Beixon: 130 mr (25,3% ot teopun). Ci3HyeN, (M = 210,366). Paccu.: Mosekyaspubrii muk (M+H)'™: 211;
obHapyx.: Monekynapubii muk (M+H)": 211. 3nauenune Ry 0,14 (cunmxarens, auxiopMeran/meranon/NH; B
cootHoureHnu 8:2:0,2).

2.42.6. [2-(4-[TuppomuauH- | -HIMe THIIIIUKIOT €KCHIT )THII |aMu A 4'-ximopoudenmn-4-kapOOHOBON KUCIIOTHI.

VYkazaHHOE COCIOMHEHHE IIONYYAlOT B COOTBETCTBHH ¢ o0mei Merommkod [ m3 4'-xmopOudeHmn-4-
kapOoHOBO# KuCHOTH (116 Mr, 0,50 MMoust) u 2-(4-THPPOIUANH- | -UIMETHIIIUKIIOTEKCI )3TiinaMuHa (105 mr,
0,50 MmmosT).

Beixon: 53,0 mr (24,9% ot Tteopun). CysH33CIN,O (M = 425,019). Paccu.: Monexynsipabiii muk (M+H)':
425/427; obmapyk.: MonmekymspHblii muk (M+H)": 425/427. 3mauenme Ry 0,16 (cunukarens, sTuiaie-
tat/meranoi/NH; B cootHomenuu 9:1:0,1).

[pumep 2.43. [2-(3-Merokcu-4-nuppoauauH- 1-wimermwidenun)stuilamun 4'-xaopoudenni-4-kapooHo-
BOM KUCJIOTBI.
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2.43.a. 4-1lmaHoMeTHII-2-METOKCUOCH30HAsT KUCIIOTA.

VYkazaHHOE COCIUHEHHE MOIYYaroT aHAJIOTWYHO mpumepy l.1.r u3 merumnoBoro 3¢hupa 4-muaHOMETHII-2-
METOKCHOEH30MHON KHCIOTHI.

Brixox: 6,5 1 (69,8% ot Teopun). C;oHoNOs(M= 191,18). Paccu.: monexynsapusiii muk (M+H)": 192; 06-
HapyK.: MoneKynapHeiii muk (M+H)": 192. 3uauenne Ry 0,64 (cunmKarenb, JUXJI0PMETaH/9TaHON B COOTHOIIE-
Hun 10:1).

2.43.6. (4-I'mapokcumeTri-3-MeTOKCH(DEHIUIT )alle TOHU TP,

VYka3aHHOE COEIMHEHHE IMOIYYaloT aHaIorM4HO mpumepy l.1.1 u3 4-nmaHoMeTnI-2-MeToKCHOeH30HOM
KHCIIOTHI.

Bexon: 4,81 1 (81% ot Teopun). CoH;;NO, (M = 177,20). Paccu.: monekymsipabiit muk (M) : 177; oOHa-
pyK.: MonekyJIsipHbIit muk (M)': 177.

2.43.8. (4-bpommeTm-3-MeTOKCH(DEHIIT )alle TOHU TPHIL.

VYka3aHHOE COCAMHEHHE MOJIyYaroT aHAIOrM4YHO npumepy 1.l1.e u3 (4-ruapoKcuMeTn-3-MeTOKCU(EHHT)
alleTOHUTPHJIA.

Boixon: 4,2 1 (64,6% ot teopun). CoH;(BrNO (M = 240,10). Paccu.: MonekyaspHblii muk (M) : 239/241;
o6Hapyk.: MoneKky/sapHeli muk (M)': 239/241. 3nauenue Ry 0,84 (cuiamkarens, JUXJIOPMETAaH/ITAHON B COOT-
Homenuu 50:1).

2.43.r. (3-Metokcu-4-nupponuanH-1 -uiImMeTuiIheHnIT )aneTOHUTPIIL.

VYka3aHHOE COeIMHEHHE MOJIYyYaloT aHAJIOrMYHO npuMepy 1.1.x u3 (4-OpommeTni-3-meTokcueHm)ame-
TOHUTPHJIA U TIUIICPUIMHA.

Bexon: 0,95 1 (24,2% ot teopun). C4HsN,O (M=230,31). Paccd.: MOTEKYISpHBIN TIHK (M+H)": 231; 06-
Hapy’X.: MOJNEKyIapHbIi ik (M+H) :231.

2.43.1. (3-MeTtokcu-4-muppoTuArH- | -UIMETHIGCHI ) S THIIAMHH.

VYkazaHHOE COEQMHEHHE TONy4aloT aHajmormuHo mnpumepy 1.1.3 u3 (3-merokcu-4-nmpponunus-1-
nnMeTIIheHm )aneTonuTprina. CeIpoi MPOAYKT 6€3 OUHUCTKH cpa3y e UCTIONB3YIOT B MOCIEAYIOMEH peaKIii.

2.43.e. [2-(3-Metokcu-4-nupponuaus-1-unmermwidenun)stuilamus 4'-xnopoudenun-4-kapOoHOBOH Ku-
CJIOTHIL.

VYKa3aHHOE COEAMHEHHUE II0JIy4aloT B COOTBETCTBUM C oOmied wmeromukod [ w3 2-(3-merokcu-4-
nUppoIHINH-1 -niMeTnidenun)sTriaaMuna u 4'-xaopoudeHnn-4-kapOoHOBOH KHCIOTHI.

Bexon: 0,5 r (86,2% ot teopun). Temneparypa miasiaenust: 162-163°C. Cy;H,9CIN,O, (M = 448,99).
Paccu.: Mosekysapubiii uk (M+H)': 449/451; o6uapysx.: Monexynsphbiii nuk (M+H)™: 449/451. 3nauenue Ry:
0,85 (cumkarens, TUXIIOPMETaH/3TaHO/aMMHUaK B cooTHomeHnu 5:1:0,1).

[pumep 2.44. [2-(2-DTop-4-mtupponuauH- | -niMeTIIheHI )3T |amuy  4'-X10pOoudeHnT-4-kapOooHOBOM

KHUCJIOTHI.
l Cl
F
N
) I

2.44.a. (E)-3-(4-Huano-2-pTopdeHnn)akpuaoBas KUCIOTA.

K pactBopy 20,0 r (100 mmoneii) 4-0pom-3-¢propoenzonutpiia B 200 mun IM® nobasmustor 2,75 t (10
MMOoJIei) areraTa nataausa 1 7,0 T (25 mmouteit) Tpu-o-toimidochana. 3arem g00aBasroT 50 MIT TPHITHIIAMHHA
u 30 i1 (30 mmoutelt) aTuioBOro 3dUpa aKpUIOBOW KHCIOTHL Jlajee peakIMOHHYI0 CMECh MEPEMEIIUBAIOT B
teyenue 3 4 npu 100°C, a 3areM mociie oxaaxaeHus pa3oapisator 400 M1 TUXJIOpMeTaHa U IBaK/bI POMBIBAIOT
BooH. [locie aToro pactBopuTeNb YAAISIOT HA POTOPHOM MCHAPUTESIE U OCTATOK IPH HAarpeBaHUU PacTBOPSIOT
B 250 mi1 MeTanona. He pacTBOpHBINIHECS] KOMIOHEHTHI YAAISIOT MMyTeM BaKyyM-(QHIbTPAIIMHA YepPe3 TUATOMO-
BYIO 3eMIII0 M (DMIIbTPAT KOHIEHTPUPYIOT Ha POTOPHOM HCHapuTese A0 MoJOoBUHBI 00beMa. [lociie moBTopHOi
¢unpTpanuu cmemmsatoT ¢ 150 mu TT'®, 100 mn MeOH u 43 mu 25. NaOH u nepememmBaror B TeueHue 2 4
IpY KOMHATHOH TeMIieparype. 3aTeM pacTBOPHUTEINb yIAISIOT Ha POTOPHOM HCIApUTENIe U OCTaTOK CMEIINBAIOT
¢ 100 mi Boxpel. ITocie sKcTpaknuu MpPOCTBHIM 3(GUPOM BOJHYIO a3y MOJKHCISIOT KOHIL. COJISTHOW KHCIIOTOH.
Brmasmmie B 0cagok KpUCTAIUTBI pacTBOPAIOT B 300 MII TEIUTOro 3THNIAIETaTa M OTACISIOT BOJHYIO (pasy. 3aTem
OTTOHSIOT JTWIIANETAT M IONyYSHHbIE KPUCTAUIBI B3MYYMBAIOT B TPOCTOM 3(Hpe W OTHCHSIIOT BaKyyM-
bunpTpanuen.

Bexon: 11,5 1 (60,2% ot Teopun). Temneparypa mnaBienus: 214-218°C.

2.44.6 3-(4-1lnano-2-(propheHrn)IponnoHOBast KHCIOTA.
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PactBop 11,5 r (60 mmomneit) (E)-3-(4-unano-2-¢dTopdenn)akprmioBoii KucaoTsl B 200 M1 BOIBI CMEIIH-
BatoT ¢ 4,0 r 5%-Horo Pd/C u 24,4 r kapOonara kanus. Jlanee cMech B TeueHHe 6 4 BCTPSIXUBAIOT B aBTOKIIABE
IIpH KOMHATHOHM TeMIiepaType W HOPMaJIBHOM JaBJICHHWHU Bojaopona. Ilocie oTaeneHns KaTaam3aTtopa BaKyyM-
(bunmbTpanyel MaTOYHBIA PACTBOP MOJKHUCISIOT KOHII. COJITHOW KUCJIOTOW. BhINaBmime B 0caqoK KpUCTaUIBI pac-
TBOPSIOT B 250 mMa TemIoro 9TUJIalerara, Cymar u OTTOHAIOT STUJIAlCTaT. HOJ’Iy‘-leHHI)Ie KpUCTaJlJIbl pa3MeIlin-
BAaIOT C MPOCTHIM 3()UPOM/TEKCAHOM U OTICIISIOT BaKyyM-(puabTparmei.

Bexoa: 900 mr (98,0% ot Teopun). Temneparypa masienus: 102-106°C.

2.44.B. Tper-byTinossiii 3¢dup [2-(4-unano-2-¢propdeHns) T |kapOaMUHOBON KHCIIOTHI.

K pacrBopy 500 mr (2,6 Mmoist) 3-(4-umano-2-¢dTopheHnIT)IPOITMOHOBON KHUCIIOTHI B 5 MJI TpeT-OyTaHoa
nob6asmsiror 1,25 M tpudtmiamuna u 0,61 M (2,8 mmons) nudenundochopunaznaa. Jlanee peakMoOHHYTO
CMECh B TEUEHHE HOYM KHIIATAT C 00PaTHBIM XOJIOAMIEHIKOM, MOCJIE Yero pacTBOPUTEND YAISIOT HA POTOPHOM
ucnapurene. [IpogykT ounImaroT KOJIOHOYHOW XpoMaTorpadueil Ha crimkarene (IUXJIOpMeTaH/METaHOT B COOT-
HotreHuu 9:1).

Bexox: 138 mr (20,2% ot Teopun). C4H7FN,O, (M = 264,302). Paccy.: MOIEKYISPHBIA ITHK (M+H)":
265; o6Hapyx.: MosieKynapHbIii muk (M+H)': 265.

2.44.r. tper-bytunosslii a¢up [2-(4-amuHOMETHII-2-PTOPHEHUIT)ITHI [KAPOAMUHOBOM KHUCIIOTHI.

PactBop 138 mr (0,52 mmonst) TpeT-OyTuinoBoro adupa [2-(4-unano-2-gpropdenHmn)aTii]| kapdaMUHOBOH
KHUCIIOTHI B 15 MJI 3TaHOJILHOTO pacTBOpa aMMHaKa CMEIIMBAIOT ¢ 75 MT HUKells PeHes u cMech B TeueHHe HOYU
BCTPAXHUBAIOT B aBTokiIaBe npu 50°C u maBnenun Bomopoxa 3 Oapa. Ilociie oTaeneHns KatainzaTopa BaKyyM-
(unpTpanmei pacTBOpUTENb YIAISIOT HA POTOPHOM UCTIapUTEIIe.

Brixox: 137 mr (97,8% ot Teopun). C4H, FN,O, (M = 268,334). Paccu.: monexymsapabii muk (M+H)'™:
269; 06HapyK.: MONeKyIsApHbIi muk (M+H)': 269.

2.44.n. tper-bytunossiii adup [2-(2-prop-4-nupponuuH- 1 -uaMeTHIQEeHIIT)3THI [KapOaMUHOBOH KHCIIO-
TBI.

K pactBopy 300 wmr (1,12 wmmomsa) Ttper-OyrminoBoro s3dupa [2-(4-amuHOMETHI-2-PTOpheHwT)
STHI |KapOaMHHOBOW KHCIOTHI B 15 MIT alleTOHUTPHIIA MTOCIeN0BaTenbHO 00aBIsioT 42 Mr (0,25 MMOIIST) HOIu-
na xamust, 180 mr (1,30 mmonst) kapbonata kamus u 0,13 v (1,11 mmons) 1,4-mubpomOyTana. Jlanee peaknoH-
HYIO CMech nepemerinBaioT B TeueHue 6 4 npu 78°C. [ocne aroro momonnutenbuo goo6asistor 0,08 mi (0,66
mmoist) 1,4-nubpoMOyTaHa M peaklMOHHYIO CMECh OCTaBIISIIOT HA HOYb nepeMernuBarhest npu 78°C. Tlocne ato-
TO PacTBOPUTENH yIAIAIOT HA POTOPHOM HCIIAPHUTENE U MPOAYKT 0€3 OYUCTKH HCIIOIB3YIOT B IOCIEAYIONIeH pe-
AKLMU.

Beixoa: 320 mr (88,8% ot teopuu). CsH27FN,0, (M = 322,426). Paccu.: MosekynspHbiii nuk (M+H)':
323; o6Hapyx.: MoneKynapHbIil mukx (M+H)': 323.

2.44.e. 2-(2-Drop-4-nuppoiauauH- 1 -uiIMeTHI)EHIIT ) THIIaMHUH.

K pactBopy 232 wmr (0,72 mmoust) TpeT-OyTHioBoro 3¢upa [2-(2-¢rop-4-nupponuauH- 1 -uaMeTuiadenun)
ST |KapOaMHHOBOW KHCIOTHI B 5 MJI OUXJIOopMeTaHa m00aBisioT 1,5 M1 TpuTOpyKCycHOU KHCHOTHL. Jlamee
PEaKIMOHHYIO CMECh IEPEMEITUBAIOT B TeUEeHUE 2 U MPH KOMHATHOH Temreparype. [locie 3Toro pacTBOpHUTENb
YAAJSIOT HA POTOPHOM HCIIAPHUTEINIE U CHIPOH MPOAYKT 0€3 OYMCTKH UCTIONB3YIOT B IMTOCIEIYIOIIEH PEaKIIHH.

Beixon: 160 mr (100% ot Teopun). Ci3HoFN, (M = 222,308). Paccu.: monekynsprbiii mukx (M+H)": 223;
06Hapyk.: MONeKyJIsApHbIit mak (M+H)': 223.

2.44.x. [2-(2-DTop-4-tupponuans- 1 -unmetmidernn)3tun Jamun 4'-xmopoudeHmn-4-kapOOHOBOW KHCIIO-
TBI.

VYka3aHHOE COeIMHEHHE MOIYy4aloT B COOTBETCTBUH € 001ei MeTonukon 1 u3 2-(2-drop-4-nuppoauaun-1-
wimetmindenmwt)dtunamunaa (160 mr, 0,72 mmonst) n 4'-xnopobudennn-4-kapoonoBoit kucnotel (168 mr, 0,72
MMOJIS).

Boixon: 49 mr (15,6% ot teopun). CosHysCIFN,O (M = 436,961). Paccu.: Monekynsaphbii muk (M+H)':
437/439; o6Hapyx.: MonekyspHbii muk (M+H)": 437/439. Bpems ynepxusanus npu XKXBJI: 6,6 mun (Meton
A).

pumep 2.45. 4-ITupunna-4-un-N-[ 2-(4-muppoauauH- | -niMe THIT(h €HIT )3T |0eH3aMU T

Z N
X
N
C}\l \/@/\/ I

2.45.a. MeTunoBslii >¢up 4-mupuanH-4-ua0eH30iHON KUCIOTHL.

3,0 r (15 mmouteit) 4-OpoMmupunrHa pacTBopsitoT B 50 MiT quokcaHa U 15 mMit 2-MOJISIpHOTO pacTBopa Kap-
6onara Harpus. Jlanee mociemnoBareabHo mobarisor 2,7 T (15 Mmoneit) 4-MeTokcukapOOHUIPEHUIIOOPOHOBOM
kucnotel 1 1,73 T (2 Mmouts) Terpakuc(tpudenundochH)namianis 1 peakMOHHYI0 CMeCh B TeueHHe 6 4 Ku-
IATAT C 00PaTHBIM XOJIONWIBHUKOM. 3aTeM ropsYuid peakUHMOHHBIH pacTBOP MOJBEPIaloT BaKyyM-(HIbTPALUH

yepe3 CTEKJIOBOJIOKHUCTBIN (uibTp. [locie 3Toro pacTBopuTenb yAAIAIOT HA POTOPHOM UCHAPUTENIE U IIPOSYKT
OYMIIAIOT KOJIOHOYHON XpoMaTorpaduei Ha cuiukaresie (IMXI0pMeTaH/MeTaHo B COOTHOIIeHHH! 9:1).
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Bexon: 845 mr (26,4% ot teopun). C;3H1NO, (M = 213,238). Paccd.: MOJIEKYISpHBIN THK (M+H)": 214;
o6Hapyk.: MoneKysipHblit muk (M+H)': 214. Bpems ynepxusanus npu XKXBJI: 4,1 mun (meton A).

2.45.6. 4-ITupunna-4-unOeH30iHAsT KUCTIOTA.

K pactBopy 150 mr (0,70 mmouist) MeTuioBoro sdupa 4-nupuauH-4-uwiden3oitHoi kuciaotsl B 10 mi arta-
Houxa pobasisitoT 0,37 mi (0,74 mmodst) 2H. NaOH. 3arem peakMOHHBIH pacTBOp B TeYEHHE 2 4 MEPEMEIINBAIOT
npu 60°C, mocie gero 3HaueHue pH ycranaBnmBaroT Ha 6-7 ¢ momompio 1H. HCL. O6pa3oBaBmmmiics ocamox
nocje GUIBTPALKY CYIIAT B TCUYCHUE HOYU B BHICOKOM BaKyyMe.

Beixon: 84 mr (60,0% ot Teopun). C;HoNO,(M= 199,211). Paccu.: monexyspHsiii muk (M+H)": 200;
o6Hapyx.: MonekynapHbiii muk (M+H)': 200. Bpems ynepsxusanus npu XKXBJI: 2,5 mun (MeToq A).

2.45.8. 4-Ilnpuann-4-nn-N-[2-(4-nupponauaun- 1 -unmernindenun)aTui |oeHzamu .

VYka3aHHOE COEIMHEHHE MOJIYydYaloT B COOTBETCTBHM C obmield Mertoamkod I m3 2-(4-mupponmaun-1-
niMetmideHmn )3tiiamuna (86 mr, 0,42 Mmmons) u 4-mupunuH-4-nideH30HHON KUCIOTH (84 Mr, 0,42 MMOJIS).

Bexoa: 65 mr (40,0% ot teopun). CosHy7N3O (M = 385,513). Paccu.: MONEKyISApHBINA THK (M+H)": 386;
o6Hapyk.: MonekyasapHbiit muk (M+H)": 386. Bpems ynepsxusanus npu XKXBJI: 4,7 mun (Stable Bond C18, 3,5
MKM, BOJIa/alleTOHUTPUII/MypPaBbHHAs KHCIIOTa B cooTHOLIeHun 91:9:0,01).

IIpumep 2.46. 5-(4-Xnopdenwmn)-2-[2-(4-mupporauant- 1 -unmeTrndeHnn )3T |-2,3- TMruApOu30uHI0N- 1 -

2.46.a. DTrnoBbIN 3¢up 4-0poM-2-METHIOCH30HHON KHUCIIOTHI.

PactBop 5,0 r (23,3 Mmmomst) 4-6poM-2-MeTHIIOEH30MHON KUCIOTHI B 50 MJI 3TAHOJIBHOHN COJITHON KHCIIOTHI
nepememuBaioT B Teuenne 8§ 4 mpu 45°C. 3aTeM peakMOHHBIA PAaCTBOP OXJIAXKIAAIOT B TEUYCHHUE HOYH IO KOM-
HATHOW TeMIepaTyphl, MOCIIE Yero pacTBOPUTENb YAAISIOT Ha POTOPHOM Hcrnapuresie. OCTaTOK pacTBOPSIOT B
pOCTOM 3dupe, GUILTPYIOT U PACTBOPHUTENID YIAIAIOT HA POTOPHOM ucmaputrene. OCTaTok 0e3 OYHUCTKH HC-
MOJIB3YIOT B IOCIIEYIOIIEH PEaKIIH.

3nauenue Ry: 0,88 (cmimkarens, TUXJI0pMETaH/3TaHO B COOTHOIIEHHH 95:5).

2.46.6. Dtunoseli 3¢up 4'-xnop-3-mMeTnnoudenmn-4-kapOOHOBOH KUCIOTHI.

1,66 r (6,83 MMoIs) 3THIIOBOTO 3(Hpa 4-0poM-2-METHIIOCH30HHON KUCIOTHI pacTBOPSIIOT B 70 MII JHOKCa-
Ha ¥ 7 MJ 2-MOJISIpHOTO pacTBopa KapOonara Hatpus. [Jamee mocnenosatensHo nobasisttot 1,07 (6,83 mmors)
4-xnoppernnooponoBoit kuciotel u 0,40 T (0,34 mmoist) Terpakuc(tpudeHmthochuH)IaUIaans, MOCIe Yero
PEAKIMOHHYIO0 CMECh B T€UCHHE 6 U KUIATAT C 0OpPaTHBIM XOJOAMIBFHIKOM, a 3aT€M IePEMEIINBAIOT B TCUCHIE
nocienyromux 60 4 mpu KOMHATHOH Temmeparype. [locie 3Toro ropsumil peakrOHHbIH PacTBOP MOIABEPTaioT
BaKyyM-(HIbTPALIUH Yepe3 CTEKJIOBOJOKHUCThII (GuibTp. PacTBOpuUTEND yIasIFOT HA POTOPHOM UCTIApUTEIIe.

OCTaToK CMEIMBAIOT C BOJOH M BOAHYIO a3y dKCTparupyroT stmnaneratoM. Opraandeckyio (asy cymar
HaJ CyJIb()aToM MarHusl ¥ PaCTBOPHUTEIb yIAISIOT HA POTOPHOM ucnaputesne. [IpoayKT OYHIIaloT KOJOHOUHOU
xpomarorpadueii Ha crtukarene (IeTpoedHbIi 3pup/3THIIaleTaT B COOTHOMICHUH &:2).

Beixox: 1,3 T (69,3% ot teopun). Ci¢H;sClO, (M = 274,750). Paccu.: monekynspubii muk (M+H)" :
275/277; obuapyx.: monekynspubii muk (M+H)': 275/277. 3nauenne Ry 0,67 (cunmkarens, IeTpOJIeHHbIIL
a¢up/3THUIIALIETAT B COOTHOLICHUH 8:2).

2.46.8. DTHNOBEIA 3pup 3-6poMMeTHI-4'-XT0pOH(eHNIT-4-KapOOHOBOM KHUCIIOTHI.

K pactBopy 1,3 1 (4,73 Mmouns) stunoBoro adupa 4'-xiop-3-MeTnnOndeHni-4-kapooHOBOH KHUCIOTH H
0,84 T (4,73 mmoist) N-OpomcykimHEAMEUA B 10 MIT YeTBIPEXXJIOPHUCTOTO yriiepoxa mobasisior 78 mr (0,47
mmoutst) 2,2'-a3001c(1M300yTUPOHUTPIIIA). 3aTeM PEaKMOHHYI0 CMECh B TEUCHHE HOYM KHUIATAT C OOpaTHBIM
xonoamnsHUKOM. Ilocne ¢uupTpammy pacTBOpUTENs KOHIEHTPHUPYIOT Ha POTOpHOM wucmaputene. IIpomykt
OYHINAIOT KOJOHOYHOH Xpomarorpadueii Ha cuiinkarese (eTPOICHHbINA d(up/dTHIaeTaT B COOTHOIICHUH 8:2).

Beixon: 1,6 1 (62,1% ot teopun). CisH4BrClO, (M = 353,646). Paccu.: mosekynspHblii muk (M+H)':
353/355/357; obnapyx.: MonexyaspHbiii muk (M+H)": 353/355/357. 3nauenue Ry 0,57 (cumukarens, neTposeii-
HBII AUp/3TUIIALIETaT B COOTHOLICHUH 8:2).

2.46.r. 5-(4-Xnoppennn)-2-[2-(4-mupponuus- | -unmerindennn)atui |-2,3 - AMruApOn301HI0I- | -0H.

K cycnensnu 800 mr (1,47 mMmous) atunoBoro 3¢upa 3-6pommerni-4'-xiaopoudennn-4-kapOoHOBOH Ku-
ciotel 1 508 mr (3,68 MMoI1s) KapOoHaTa Kaius B 7,5 MJI alleTOHUTPHIIA P KOMHATHOM TeMIlepaType MeJIeH-
HO 10 KaruwsiM pobasmsror 375 mr (1,47 mmons) 2-(4-nupponuanH- | -unMeTundernn )sTunamuaa. Jlanee peak-
IIUOHHYIO CMECh B TCUCHHE 5 U KHILATAT ¢ OOpaTHBIM XOJOIMIBHUKOM. [lociie yaaneHus pacTBOPHUTENS Ha po-
TOPHOM HCHapHUTEJIe OCTATOK PACTBOPSIOT B BOJIE M dTHIAleTaTe. BomHyo a3y sKCTparupyroT 3THIIaeTaToM H
o0beIMHEeHHBIE OpraHudeckue (a3l cyiaT Haj cynbdarom maraus. [locne yaaneHus pacTBOPHUTEIS HA POTOP-
HOM HCIIapUTee 0CTaToK pacTBOpsoT B IM® u ounmaror ¢ momomipio JKXB/] (Stable Bond C18, 3,5 MkmM,
BOJIa/alleTOHUTPUII/MyPaBbUHAsI KUCIIOTA B COOTHOLICHHH, u3MeHstomemcs oT 9:1:0,01 o 1:9:0,01 B teuenue 9
MUH).

OH.

-73 -



012834

Berxon: 82 mr (12,9% ot teopun). Cy;H,,CIN,O, (M = 430,982). Paccu.: monekynspHbiii muk (M+H)':
431/433; obuapyx.: MonekysspHbii nuk (MB+H)': 431/433. Bpems ynepsxusanus npu XKXBJI: 6,13 mun (Me-
Tom A).

Ipumep 2.47. [2-(4-ITupponuaus-1-nnMeTHneHwI)ITII|aMuI  4-THIICPHIUH- | -HIMETHIITUIICPHINH- 1 -

KapOOHOBOW KHCIIOTHI.
N
N\n/N
QT

2.47.a. 4-ITunepunuH- | -UAMETUITUPUTUH.

K pacrBopy 100 r (0,61 moust) 4-xnopmermimupuarHa B 600 M1 cyXoro MeTaHoJIa 10 KaruisiM 100aBIIsioT
242 mn nunepunuHa (2,44 MoJs) U peakIIMOHHYIO CMeCh B TedeHue yaca nepeMeninsarot mpu 50°C. ITocne 3to-
TO PAaCTBOPHUTENh YAAISIOT HA poTopHOM ucmapurene. OcraTok momenadnuBaroT 40%-HBIM pacCTBOPOM €KOTO
HaTpa ¥ BOJIHYIO a3y SKCTParupyroT MpocThiM ddupoM. Opranmdeckyro (asy cymar Haj cyib(aTroM HATpUS U
nocje (QUIbTpAIlMK Yepe3 aKTUBUPOBAHHEIA YTOJIb PACTBOPUTEINh YAAISIOT Ha POTOPHOM Hcmapurene. Chipoi
MPOAYKT 0€3 OYMCTKA UCTIONB3YIOT B ITOCIIEIYIOIISH PeaKiuy.

Bexoa: 106 T (98% ot Teopun).

2.47.6. 4-ITunepunnH- | -UIMETUIIITATICPUANH.

PactBop 106 1 (0,6 Mois1) 4-unepuane- | -unmermnnupuanHa B 1,0 1 IeasHON YKCYCHOM KHCIIOTHI CMe-
MIMBAIOT ¢ 7 T TUOKCHA IJIATUHBI M BCTPSXUBAIOT B aBTOKJIABE NIPH KOMHATHOM TeMIIepaType U AaBJICHUU BOIO-
pona 3 Gapa. Ilocne oraeneHus KatainzaTopa BakyyM-(HIBTPAIled PaCTBOPHUTEIb yIAISIOT HA POTOPHOM HC-
naputene. CpIpoil MpoAyKT 06e3 OUHUCTKH UCTIOIb3YIOT B MOCIIEAYIOIIEeH peaKIiHy.

Boixon: 48 1 (43,9% ot Teopun).

2.47.8. [2-(4-TTnpponuans- 1 -nme T SHUIT)ITHIT |aMU L 4-nunepuanH- 1 -uIMeTHANUNepuauH-1-
KapOOHOBOW KHCIIOTHI.

VYkazaHHOE COCIWHEHHUE IIOJIYYalOT B COOTBETCTBHHM ¢ ob0mied meroamkoit 11 w3 4-mumepunus-1-
nivermnmunepuauHa (182 mr, 1,00 mMoins) u 2-(4-mupponuani- 1 -unmmermwidenmn)stunamuaa (204 mr, 1,00
MMOJIB).

Bexon: 160,0 mr (38,8% ot Teopun). CysHy N,O (M = 412,624). Paccu.: monekynspasiii muk (M+H)':
413; obnapyk.: MonekynsapHbii muk (M+H)": 413. Bpems ynepxusanus npu KXBJI: 1,75 mun (Stable Bond
C18, 3,5 mMKM, BOja/alleTOHUTPUII/MypaBbUHAs KHCJIOTa B COOTHOLICHHH, u3MeHstomemcs ot 9:1:0,01 mo

4:6:0,01 B TeueHnue 8 MuH).
N
)
N
N\n/N
G“VE)/\/ ©

ITpumep 2.48.

248.a.  [2-(4-IlupponmuuH-1-unmerundenwmn)stunlamuy  4-(1H-6en3zonmuazon-2-um)nunepuayu-1-
KapOOHOBOW KHCIIOTHI.

VYkazaHHOE COeAWHEHHE MOJIYYarT B COOTBETCTBUH ¢ obmielt meromukoit Il w3 2-mumepuanH-4-mi-1H-
oemsommmnazona (164 wmr, 1,00 mmoms) u 2-(4-mupponuaus- | -unMermndermn)stmwamuaa (204 mr, 1,00
MMOJIB).

Bexona: 80,0 mr (18,5% ot Teopun). CysH33NsO (M = 431,586). Paccy.: MoneKyIapHBIH UK (M+H)": 432;
06Hapyk.: MoNeKyIsapHbIit mak (M+H)': 432.

Bpewms ynepxusanus npu JKXB/I: 2,80 mun (Stable Bond C18, 3,5 Mxm, BoJa/anieTOHUTPUIT/ MypaBbUHAS
KHCIIOTa B COOTHOIIEHUH, u3mensitoremcs ot 9:1:0,01 1o 4:6:0,01 B TeueHue 8§ MuH).

[Mpumep 2.49. 4-(1-Merunnunepuaun-4-mui)-N-[ 2-(4-nupponuani- 1 -nimeTnind e )3T |0eH3aMu .

N/
N
QT 7

2.49.a. MeTuioBslil 3¢up 4-nunepuanH-4-ninoeH30MHON KUCIOTHI.

K pactBopy 695 mr (3,26 MMoms) MeTHIIOBOTO 3¢upa 4-mupuanH-4-MIOCH30IHHONH KUCIOTHI (CM. TIpUMEp
2.45.2) B 10 M sTanona nobasisarot 4,0 mu 1-MomspHON constHOHM kucinoTsl u 200 Mr okcuaa TuiaTHHEL. Jlanee
PEaKIMOHHYIO CMECh B T€UYCHHUE 2 U MEePEeMEIINBalOT IIPH KOMHATHOM TeMIiepaTtype U JaBlIeHUH Bojopoaa 3 Oa-
pa. ITocne moBTopHOTO nob6aBmeHuss 300 Mr okcuma maaTHHB! U 6,0 M 1-MOJSIPHOM COJSTHOM KUCJIOTBI CMEChH
MEPEMEIINBAIOT eIIe B TeUCHHE MOCIeAyIomuX 16 4 Ipu KOMHATHOW TeMIepaType U JAaBJICHUH Bojgopona 3 Oa-

pa. Tlocie oTneneHus: Katanu3aropa pPacTBOPUTENb YAAISIOT HA POTOpHOM ucmaputene. Chlpoi mponykt Oe3
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OYMCTKH HCTIOJIB3YIOT B MOCIEAYIOMEH peakIyy.

Beixon: 589 mr (82,4% ot Teopun). Ci3H;NO, (M = 219,286). Paccu.: monekynsaphbiii muk (M+H)': 220;
o6Hapyk.: MoneKysipHblit mukx (M+H)': 220. Bpems ynepxusanus npu XKXBJI: 3,5 mun (Meton A).

2.49.6. MetunoBsiii 3¢up 4-(1-mMmeTnanunepuanH-4-mi)0eH30HHON KUCIOTHI.

K pactBopy 429 mr (1,96 mMmosst) metusioBoro s¢upa 4-nunepuanH-4-uidoeH30WHoN Kuciotel B 10 M
JAM® B atmocdepe azora mpu 0°C mopuusmu 106aBistot 48 mr (2,00 mmoiist) ruapuaa Hatpus. Jlanee peaxiiu-
OHHYIO CMECh B TeUEHHE | 4 IepeMenInBaloT pyu KOMHAaTHOH Temmepatype. [locie aToro 1o karisiM 100aBIsOT
0,13 M (2,10 MMoJIs) METUIIMOAXIA M PACTBOP B TEUCHHE JIByX YaCOB MEPEMEIIMBAIOT MPH KOMHATHON TeMIIe-
parype. 3aTeM peakIHMOHHBII pacTBOP CMEIINBAIOT C BOJIOH, BOAHYIO ()a3y 3KCTPAarupyroT STHIIALETaToOM, 00be-
JMHEHHBIE opraHndeckue (asbl cymar HaJl cysib(haToM MarHus U pacTBOPHUTEINb yJalsIOT Ha POTOPHOM HCIIapH-
tene. [IpoayKT ounInaroT KOJIOHOYHOW XpoMaTorpaduei (cumkaress; TUXJIOpMETaH/METaHO B COOTHOILICHUU
8:2).

Bexoa: 70 mr (15,3% ot teopun). C4H9yNO, (M = 233,313). Pacc4.: MONEKYISAPHBINA MUK (M+H)": 234;
o6Hapyk.: MoneKyspHbli muk (M+H)': 234. Bpems ynepxusanus npu XKXBJI: 2,7 mun (Meton A).

2.49.B. 4-(1-MetunnunepuanH-4-mi)0eH30HHas KACIIOTa.

K pactBopy 70 mr (0,30 mmosst) metusoBoro 3¢upa 4-(1-mermnnunepuant-4-min)0eH30HHON KUCIOThI B
10 M sranona mob6asisroT 0,37 mi (0,74 mmonst) 2H. NaOH. [lanee peakIMOHHBIA pacTBOp MEPEMENTUBAIOT B
teuenue 2 4 npu 60°C, nocie vero 3HaueHune pH ycranapnuBaioT Ha 6-7 ¢ nomoisto 1H. HCl. O6pa3oBaBiimiics
0CaJI0K 1ocje (GUIbTPALUK CYIIAT B BLICOKOM BaKyyMe B TeUE€HHE HOYH.

Beixon: 50 mr (76,0% ot teopun). C3H;NO, (M = 219,286). Paccu.: monexynsaprbiii muk (M+H)': 220;
o6Hapyk.: MonekysipHblit muk (M+H)': 220. Bpems ynepxusanus npu XKXBJI: 1,5 mun (Meton A).

2.49.r. 4-(1-Metnnmunepuant-4-nin)-N-[ 2-(4-nupposuans- | -umMe T eHnn )3 Tri1 |0eH3aMu .

VYKa3aHHOE COEIMHEHHE MOJIYydYaloT B COOTBETCTBHM C obmield Mertoamkod | m3 2-(4-mupponmaun-1-
wimetwidermwn)atunamuna (47 mr, 0,23 mmonst) u 4-(1-metunnunepuaun-4-uin)oen3oiHol kucinotsl (50 wr,
0,23 MmosT).

Bexon: 22 mr (23,8% ot teopun). CrH3sN3;0 (M = 405,588). Paccd.: MONEKyISpHBINA THK (M+H)": 406;
o6Hapyk.: MoneKymspHbli mukx (M+H)': 406. Bpems ynepxusanus npu XKXBJI: 2,4 mun (Meton A).

ITpumep 2.50.
cl
o L

| P2 o
(\N N
N

2.50.a. {2-[6-(4-Metunmunepasus-1-un)mupunus-3-mwi[3Tan |amua - 4'-ximopoudenmn-4-kapOoOHOBOWH  KH-
CJIOTHI.

VYka3aHHOE COEAMHEHHE IOJIydYaroT aHIOTHYHO npumepy l.1.n u3 2-[6-(4-meTmimunepasus- 1 -um)nupu-
JH-3-m1 [>TrnamuHa 1 4'-xmopoudeHmnn-4-kapOoHOBOH KUCIOTHL.

Bexon: 0,94 r (96% or Teopun). Temneparypa miasienus: 211-213°C. CpsH,,CIN,O (M = 434,97).
Paccu.: Monexynspuslii muk (M+H)': 435/437; o6uapyx.: Monexyasaphbiit muk (M+H)': 435/437.

pumep 2.51. {2-[4-(4-Metunmunepasus- 1 -kapOoHwT)permt |31 famun 4'-x10pOouderni-4-kapOooHOBOH

KHCJIOTBI.
! Cl

2.51.a. [4-(4-Metmnmunepas3us- | -kapOoHIT ) heHIIT |alle TOHU TP

PactBop 2 1 (12,41 mmoust) 4-ninaHoMeTUIOCH30HHOM KUCIOTHI, 1,25 1 (12,5 Mmonst) N-MeTunnunepasuHa,
4,01 r (12,5 mmons) TBTY u 3,48 mi (25 mmoneit) TpudTriamuHa B 40 Mt JIM® nepeMemmBaioT B TeueHue 12
4 [pU KOMHATHOH Temmneparype. [lociie 3Toro peakuMoHHYI0 CMECh CJleTKa KOHIEHTPUPYIOT U CMEUIMBAIOT C
BOJIOH. DTy CMECh HKCTPAarkupyIOT STHJIAIIETATOM U PACTBOPHUTENb OTTOHSIOT Ha POTOPHOM HcmapuTene. BoaHyro
(hasy Tarxke KOHIEHTPUPYIOT ¥ OOBESIUHSIOT C OCTATKOM, MOJTYYCHHBIM IPH KOHIICHTPUPOBAHHH OPTraHHYCCKON
(assl.

[IpogykT oOYMIIAIOT KOJIOHOYHOW XpoMaTorpadueid Ha cuimkarene (IMIOCHT: CMECh JIHXJIOpMe-
TaH/3TaHoj/aMMHuak B cootHomeHuu 30:1:0,1).

Bexon: 2,6 T (86% ot teopun). C14H17N;0 (M = 243.31). Paccd.: MONEKYISPHBIA TTHK (M+H)": 244; 06-
HapyX.: MonekyisapHeii muk (M+H)": 244. 3nauenne Ry 0,35 (cumukarenb, AUXIOPMETaH/3TaHO/AMMHUAK B
cootHomenuu 20:1:0,1).
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2.51.6. [4-(2-AMuHO>THI ) peHMNT |-(4-MeTHITHIIepa3HH- | -HIT)METaHOH.

VYkazaHHOE COeIMHEHHE TONy4alT aHajormyHo mnpumepy l.l.u w3  [4-(4-mermnmunepasus-1-
KapOOHWT )(peHN |alleTOHUTPHIIA.

Bexon: 2,9 T (90% ot Teopun). Ci4H, N;O-HCL (M = 283,80). 3nauenne Ry 0,25 (cumukarens, Auxiop-
MeTaH/3TaHoJ/aMMHaK B cooTHormennu 10:1:0,1).

2.51.B. {2-[4-(4-Merunnunepasun-1-kapoonuin)penun |[atunamun  4'-xnopOoudenun-4-kapOoHOBOH  Ku-
CJIOTBIL.

Yka3zaHHOE COCMHEHHE MOJyYaroT B COOTBETCTBUU C 00mIel MeToaukou 1 u3 [4-(2-amuno3THI)benm]-(4-
METWINHIEpa3uH- 1 -mi)MeTanoHa 1 4'-xnopouenn-4-kapOoHOBOI KUCIIOTHI.

Bexon: 0,18 r (48,4% ot teopun). Temneparypa mnasnenusi: 217-218°C. Cy7HpCIN;O, (M = 461,99).
Paccu.: Mosekysapubii uk (M+H)': 462/464; o6uapysx.: Monexkynsphbiii nuk (M+H)': 462/464. 3nauenue Ry:
0,25 (cunmkarens, TUXIIOpMETaH/MeTaHo/aMMuaK B cooTHomeHnn 10:1:0,1).

[pumep 2.52. [2-(4-ITupponuaua- | -unmeTmndermn )3t |amug 4'-6pomoudeHm-4-kapOoHOBOH KUCIOTHI.

Br
e
N .
CLVQ/\/O

2.52.a. MetuioBslit a3¢up 4'-6pomOnpennn-4-kapOboHOBOIM KHCIOTHI/

0,54 r (2,5 Mmmoist) MeTHiIOBOTO 3dHpa 4-0poMOEH30IHOM KUCIOTH! pacTBOpstoT B 10 mMir nquokcana u 2,5
MIJI 2-MOJSIDHOTO pacTBopa KapOoHata HaTpus. Jlanmee mociemoBaTenbHO modammstor 0,6 r (3 mmoms) 4-
opompernndoponosoit kucnots u 0,12 T (0,1 Mmons) Terpakuc(tpudeHmnpochrH)mammaans U peaKHoOHHYIO
CMECh B T€UEHHE 5 4 KUILATSAT ¢ 0OPaTHBIM XOJOAMIBHUKOM. 3aTeM PEaKIMOHHYIO CMECh CMELINBAIOT C BOJOH U
EtOAc, punbTpytoT u ¢da3sl pazaensor. Boanyio ¢asy skcrparupyior EtOAc 1 00beiMHEHHbIE OpraHUYecKue
¢a3sl cymar Hag MgSO,. Ilocne ynaneHus oCyIINTENsI U PACTBOPUTENSI OCTATOK PACTUPAIOT C ALlETOHUTPHUIIOM,
OTZAEJSIOT BaKyyM-(priibTpalyeii 1 cylaT Ha BO3/IyXe.

Brixox: 100 mr (13,7% ot Teopun). C;H;;BrO, (M = 291,15). Paccu.: monexynspHeii muk (M+H)™:
291/293; obuapyx.: Monekymspuelii mux (M+H)™: 291/293. 3nauenue Ry 0,68 (cumukarens, MeTpOJEHHBIH
3¢up/EtOAc B cooTHOmEHNH §:2).

2.52.6. 4-bpomOudenmn-4-kapOoHOBas KHCIOTA.

PactBop 100 mr (0,34 mmonst) metmiioBoro 3¢upa 4'-6pomonpennn-4-kap6oHoBoi kuciotsl B 3 mu1 TI'O
cMemuBaioT ¢ 3 M 1-momsapHOro pactBopa NaOH B Boje u B TeueHHE 3 9 HAarpeBalOT ¢ OOPATHBIM XOJIOAMIb-
HHUKOM. 3aT€M pPEaKIHMOHHYIO0 CMECh KOHIICHTPHPYIOT B BaKyyMe, BOJIHBIH OCTaTOK HMOAKHCIAIOT |-MOJSIPHOH
HCI, BemaBmmii B 0caioK IPOIYKT OT(PHUIBTPOBEIBAIOT U CYIIAT Ha BO3IyXE.

Beixoa: 60 mr (63,1% ot Teopun). C13HoBrO, (M = 277,19). Paccu.: monexynsipusiii iuk (M-H): 275/277,
o0Hapyx.: Monekysspublid ik (M-H): 275/277. Bpems yaepxuBanus npu XXXB/I: 8,48 mun (meton A).

2.52.8. [2-(4-TTupponuaus- | -unmeTradeHu )3T |amu 4'-0pomondeHm-4-kapOOHOBOH KHUCIOTHI.

VYka3aHHOE COeIMHEHHE MOJYy4aloT B COOTBETCTBUH ¢ o0Ieil Metoaukoi I uz 45 mr (0,22 mmonst) 2-(4-
NUPPOIHINH- | -unmerrindenun)atunamusa u 60 mr (0,22 Mmmosst) 4'-6pomoudenni-4-kapOOHOBOW KUCIOTHI.

Beixon: 28 mr (27,5% ot Teopun). CosHasBrN,O (M = 463,42). Paccu.: Monekyssipubiit nuk (M+H)':
463/465; o6Hapyk.: MoJieKyapHbIi muk (M+H)': 463/465. Bpems yaepxkusanus npu JKXBJI: 6,46 mun (Meton
A).

[Mpumep 2.53. [2-(4-ITupponuaus- 1 -unmerundenun )t |amu 4'-31rnondenns-4-kapooHOBOH KUCIOTHI.

¢
Q™ -

VYka3aHHOE COeIMHEHHE MOJIYy4aloT B COOTBETCTBUH ¢ o0Ieit Metoaukoi I n3 102 mr (0,5 mmons) 2-(4-
NUPPOIHINH- | -unmerrndenun)stunamuia 1 113 mr (0,5 mmons) 4'-3tunoudenunn-4-kapOoHOBOH KHCIOTHI
(Lancaster).

Bexon: 65 mr (31,5% ot Teopun). CogH3oN,O (M = 412,58). Paccu.: monekynsapabiii muk (M+H)™: 463;
obHapyx.: MonekynsapHbiii muk (M+H)': 463. Bpems ynepxupanus npu JKXBJI: 6,64 Mmun (MeToq A).

[pumep 2.54. [2-(4-ITupponuauH- | -unMeTrndeHI )3T |amuy OndeHmnI-4-kapOOHOBOM KHCIOTHI.

g

VYka3aHHOE COeIMHEHHE MOJIYy4aloT B COOTBETCTBUH ¢ o0meit Metoaukoi I n3 102 mr (0,5 mmons) 2-(4-

NUPPOIHINH- | -unMerrindenun)stiunamMuaa 1 99 mr (0,5 mmoist) 6udennin-4-kapOOHOBON KHCIIOTHI.
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Bexon: 46 mr (23,9% ot teopun). CsHosN,O (M = 384,53). Paccd.: MONeKyIApHBIH MUK (M+H)": 385;
o6Hapyk.: MonekysipHbiit muk (M+H)': 385. Bpems ynepxusanus mpu XKXBJI: 5,70 mun (Meton A).
IIpumep 2.55. [2-(4-TTupponuaus- 1 -ummetmndennn )3t Jamun 4'-Gropoudennn-4-kapO0HOBON KUCTOTHI.

o

2.55.a. 4'-®Oropbudennin-4-kapboHOBas KUCIIOTA.

14,27 t (71 mmonb) 4-6poMOEH30HHOM KUCIOTHI pacTBOPSIOT B 120 mir quokcaHa U 70 M1 2-MOJSPHOTO
pactBopa Na,COs. Hanee nocnenoBarenbHo A00aBisiroT 10 T (71 Mmons) 4-GTopheHnI00poHOBOH KUCIOTHI H
4,1 r (4 mmousn) terpakuc(tpudenundocduH)naniaams 1 peakiMOHHYI0 CMECh B TeUEHHUE 6 4 KHILSITAT ¢ 00pat-
HBIM XOJIOAWJIBHUKOM. 3aTeM KaTajlu3aTop OTIENISIOT BaKyyM-(QWIbTpalMei U IMOCe 3TOro MPOMBIBAIOT TOpsi-
4yell Bopoil. Peakumonnyro cmech 3ateM cmemmmBaioT ¢ EtOAc, dha3el pa3aesnsror ¥ BOIHYIO (as3y MOAKUCISIOT
JUMOHHOM KUCJI0TOMH. OOpa30BaBIIMIACS 0CAT0K OTACISIOT BaKyyM-(QUIIbTpaLneil, MPOMBIBAIOT BOJOM U CYIIAT B
BakyyMe npu 45°C.

Bexon: 4,9 r (31,9% ot teopun). C;3HoFO, (M = 216,21). Paccu.: monekymsipubiii muk (M-H): 215; 06-
HapyX.: MoseKyJsipHbIi muk (M-H)™: 215.

2.55.6. [2-(4-TTupponuauH- 1 -unmerundenun )stuin |amu 4'-propoudenn-4-kapooHOBOH KHUCIOTHI.

VYkazaHHOE COCIMHEHHE IONYYalOT B COOTBETCTBUH ¢ obmei metonukoit I w3 102 mr (0,5 mmors) 2-(4-
mUppoIuIuH- 1 -wiMermndermn)stiwramuda 1 108 mr (0,5 mmonst) 4'-pTopoudenni-4-kapOoHOBOM KHCIOTHL.

Bexon: 12 mr (6,0% ot Teopun). CysHp7FN,O (M = 402,52). Paccd.: MOJIEKYISIpHBIH TTHK (M+H)": 403;
o6Hapyk.: MonekyspHbiit muk (M+H)': 403. Bpems ynepxusanus mpu XKXBJI: 5,83 mun (Meton A).

Ipumep 2.56. [2-(4-TTuppomuans-1-wnmernndenmn)dtuilamun 4'-ruapokcu-3'-HUTpooudeHn-4-kapoo-

HOBOM KHCJIOTHI.
OH
g
N

Gy@/@o )

VYka3aHHOE COeIMHEHHE MOJIYy4aloT B COOTBETCTBUH ¢ o0Ieit Metoaukoi I uz 102 mr (0,5 mmonst) 2-(4-
NUppOIHINH- 1 -unmerundenun)stunamuia 1 130 mr (0,5 mmomst) 4'-drop-3'-HuTpodudenun-4-kapOoHOBOI
KHCIIOTHI.

Bexon: 9 mr (4,0% ot Teopun). CyeH,7N304 (M = 445,52). Paccu.: monexynspusiii mak (M+H)': 446; 06-
HapyX.: MoNeKyIapHblil ik (M+H)': 446. Bpems yaepsxusauus npu KXB/I: 5,83 mun (MeTox A).

pumep 2.57. [2-(4-ITupponuaua- | -nMeTrnd eHu )3T |amu 3'-X1opondeHnn-4-kapOOHOBOM KUCIOTHI.

L,
Q™ -

2.57.a. 3'-Xnopoudenni-4-kapOoHOBas KUCIIOTA.

VYkazaHHOE COEAWHEHHE IMONy4YaroT aHAJIOTHYHO mpumepy 2.55.a w3 9,64 r© (47,96 wmmons) 4-
OpoMOeH30HHOM KUCIOTH 1 7,5 T (47,96 MMoJs1) 3-x510pheHIIO0POHOBOM KUCIIOTHI.

Beixon: 6,2 1 (55,6% ot teopun). C13HoClO, (M = 232,67). Paccu.: monexymsipusiii ik (M-H): 231/233;
o0OHapyx.: Monekyssipubiid ik (M-H): 231/233.

2.57.6. [2-(4-TTupponunun- 1 -uametmwideHun )3t [amun 3'-xaopoudeHmnn-4-kapOOHOBOI KHCIOTHL.

VYka3aHHOE COeIMHEHHE MOJIYy4aloT B COOTBETCTBUH ¢ o0meit Metoaukoi I u3 102 mr (0,5 mmons) 2-(4-
MUPPOIHINH- | -uiMerrndenun)stiunamuaa 1 116 mr (0,5 mmons) 3'-xnopoudenun-4-kapOoHOBOH KUCIOTHI.

Beixon: 63 mr (30,1% ot Teopun). CrgHo7CIN,O (M = 418,97). Paccu.: monekynspubiit muk (M+H)':
419/421; obHapyk.: MosieKyIsapHbIi muk (M+H)': 419/421. Bpems yaepxkusanus npu JKXBJI: 6,20 mun (Meton
A).

pumep 2.58. [2-(4-ITuppomuaus- 1 -mmmerunderrn )t |amun 3',4'-nuxnopoudenmn-4-kapOOHOBON Ku-

CJIOTHI.
Cl
® X
H
N
O

2.58.a. 3',4'-Tuxnopoudenni-4-kapOOHOBAsS KUCIIOTA.
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YkazaHHOE COeIMHEHHE MONIYyYal0T aHAIOTHYHO mpuMepy 2.55.a u3 5,27 r (26,20 mmons) 4-6poMOeH301-
HoM kucioTel 1 5,0 T (26,20 mmois) 3',4'-nuxn0pdheHnI00pOHOBOM KHCIOTHIL.

Beixoa: 4,05 r (57,9% ot teopun). C;3HgClL,O, (M = 267,11). Paccu.: monekymsipubii nuk (M-H)™:
265/267/269; odbnapyx.: MonekysipHbiit muk (M-H): 265/267/269.

2.58.6. [2-(4-TTuppomunun- 1 -uimermwidenun)atui Jamun 3',4'-nuxopoudenui-4-kapOOHOBOW KUCIIOTHI.

VYka3aHHOE COeIMHEHHE MOJYy4aloT B COOTBETCTBUH ¢ o0Imeit Metoaukoi I u3 102 mr (0,5 mmons) 2-(4-
NUPPOIHINH- | -unmerundenun)stiunamuia u 134 mr (0,5 mmodst) 3',4'-nuxnopoudennn-4-kapOoHOBOH KHCIIO-
TBI

Boixon: 45 mr (19,8% ot Teopun). CosHyCLN,O (M = 453,42). Paccu.: MonekynspHbiii mak (M+H)':
453/455/457; obuapysx.: monekynapHbiit muk (M+H)": 453/455/457. Bpems ynepxusanus npu KXBJI: 6,45
MUH (MeToxn A).

pumep 2.59. [2-(4-ITuppomuaus- 1 -wimerunderwn )t |amun 2',4'-nuxnopoudenmn-4-kapOOHOBON Ku-

CJIOTHI.
l Cl
H
N O cl

2.59.a. 2',4'- IuxnopOudenun-4-kapOoHOBas KHCIOTA.

VYkazaHHOE COeIMHEHHE TOMYYar0T aHAJIOTHYHO mpuMepy 2.55.a u3 5,23 r (26,0 Mmost) 4-6pomMOeH30HHOM
kucinoTel 1 10,0 T (52,0 MMoist) 2,4-muxnoppeHrnI00pOHOBON KUCIOTH PH KUIITYCHUN PEaKIMOHHONH CMECH ¢
00paTHBIM XOJIOMMIEHUKOM B TeueHHe 48 .

Bexom: 1,5 T (21,6% ot teopum). C3HgClL,O, (M = 267,11). Paccu.: momexymsapasii muk (M-H):
265/267/269; odbnapyx.: MonekysipHbiit muk (M-H): 265/267/269.

2.59.6. [2-(4-TTuppomunun- 1 -uameruindenunn)atui Jamus 2',4'-nuxropoudenui-4-kapOOHOBOK KHUCIIOTHI.

VYka3aHHOE COeIMHEHHE MOJIYy4aloT B COOTBETCTBUH ¢ o01meit Metoaukoi I u3 102 mr (0,5 mmons) 2-(4-
NUPPOIHINH- | -unmerrindenun)stiunamuia u 134 mr (0,5 mmodst) 2',4'-nuxnopoudennn-4-kapOoHOBON KHCIIO-
TBI.

Beixon: 72 mr (31,8% ot Teopun). CosHpCLN,O (M = 453,42). Paccu.: MonekynspHbiii mak (M+H)':
453/455/457; obuapysx.: monekyispHbii muk (M+H)": 453/455/457. Bpems ynepxusanus npu KXBJI: 6,84
MUH (MeToxn A).

[pumep 2.60. [2-(4-ITuppomunun-1-unmmernndenmn)dtmwilamun 2'-prop-4'-xnopoudenni-4-kapOooHOBOH

KHCJIOTBI
! Cl
H
N F
CL \/@/\/ I

2.60.a. 2'-®DTop-4'-xmopobudennn-4-kapOOHOBAS KHCIOTA.

YkazaHHOE COeIMHEeHNE MOTyJaloT aHAIOTHYHO IpuMepy 2.55.a u3 0,52 r (2,5 mmons) 1-6pom-4-xop-2-
¢dropbenzona u 0,5 r (3,0 Mmoirst) 4-kapOokcuPeHHUITOOPOHOBOM KHUCIOTHI.

Bexox: 0,5 r (79,8% ot teopun). C;3HgCIFO, (M = 250,66). Paccu.: monexymsapusii ik (M-H):
249/251; obnapyx.: Monekyisipablid muk (M-H): 249/251. Bpems ynepxuanus npu KXKXB/I: 8,39 mun (meron
A).

2.60.6. [2-(4-ITupponuaus-1-unmeTundenmn ) T Jamu 2'-GpTop-4'-xmopoudeHmn-4-kapOOHOBOH KHUCIIO-
THL.

VYka3aHHOE COeIMHEHHE IMOJIYy4aloT B COOTBETCTBUH ¢ o0meit Metoaukoi I n3 102 mr (0,5 mmons) 2-(4-
MUPPOTHINH- | -riMeTtrndermn ) tinamuda u 125 mr (0,5 mmons) 2'-¢rop-4'-xnopoudennn-4-kapOoHOBOH KH-
CJIOTBIL.

Bexon: 36 mr (16,5% ot Teopun). CyHpsCIFN,O (M = 436,96). Paccu.: MONEKyISpHBINA MUK (M+H)":
437/439; obHapy.: MoneKynapHblii muk (M+H)": 437/439. Bpems yaepsxupanus pu KXBJI: 6,32 Mun (Meton
A).

Ipumep 2.61. [2-(4-TTuppoauaus-1-uimermnderun )Tt |amu 3,4'-muxa0poudernn-4-kapOoHOBO#H Ku-

CJIOTHI.
i Ci
H
w1
O 7T

2.61.a. 3,4'-TuxnopOudenni-4-kapooHOBasK KUCIIOTA.
VYkazaHHOE COEIWHEHHE IIONYyYaloT aHAIOTWYHO mpumepy 2.55.a m3 0,59 t (2,5 mmonsa) 4-Opom-2-
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xnop6en3oitHo#i kucnothl 1 0,47 r (3,0 MMoirst) 4-x10pPEeHUITOOPOHOBOI KIUCIOTHL.

Beixoa: 0,55 r (82,4% ot teopun). C;3HgClL,O, (M = 267,11). Paccu.: monekynsipubii nuk (M-H)™:
265/267/269; obHapyx.: monekynapHbiil muk (M-H): 265/267/269. Bpems ynepxuBanus mpu KXBJ: 8,83 mun
(meTom A).

2.61.6. [2-(4-TTupponuauH- 1 -uameTundenun )3t |amun 3,4'-quxsiopoudenunii-4-kapOoHOBOI KUCIOTHI.

VYka3aHHOE COeIMHEHHE MOJIYy4aloT B COOTBETCTBUH ¢ o0Ieit Metoaukoi I u3 102 mr (0,5 mmons) 2-(4-
NUPPOIHINH- | -unmerrindenun)stiunamuaa u 134 mr (0,5 mmoist) 3,4'-nuxiiopoudennn-4-kapOoHOBOH KHCIIO-
TBI

Beixon: 24 mr (10,6% ot Teopun). CosHyCLN,O (M = 453,42). Paccu.: MonekynspHbii mak (M+H)':
453/455/457; obuapysx.: MonekyispHbii muk (M+H)": 453/455/457. Bpems ynepxusanus npu KXBJI: 6,41
MUH (MeToxn A).

[pumep 2.62. [2-(4-IluppomuanH- 1 -unmeTundermn ) T jamug 4'-xmmop-3-pTopOudenni-4-kapOooHOBOH

KHCJIOTBI.
l Cl
1 2
N

2.62.a. 4'-X70p-3-dpropoutenmn-4-kapOoOHOBAS KHCIOTA.

VYkazaHHOE COCIWHEHHE IIONYyYaloT aHAIOTWYHO mpumepy 2.55.a m3 0,55 1t (2,5 mmonsa) 4-Opom-2-
(dhropbenzoitnoit kucaoTe! U 0,47 1 (3,0 MMoJst) 4-x510pHEHIIOOPOHOBOM KHUCIIOTHI.

Bexox: 0,60 T (95,7% ot Tteopun). C;3sHgCIFO, (M = 250,66). Paccu.: monexymspusii muk (M-H):
249/251; oGHapyx.: Mojekyssipubiil ik (M-H): 249/251. Bpems ynepxkuBanust npu XXXB/I: 8,22 mun (MeTox
A).

2.62.6. [2-(4-ITupponuaus-1-unmerundenun )t lamun 4'-xmnop-3-¢propoudenni-4-kapOoHOBOH KHCIIO-
ThI.

VYka3aHHOE COeIMHEHHE MOJIYy4aloT B COOTBETCTBUH ¢ oOmeit metoaukoi I n3 102 mr (0,5 mmons) 2-(4-
MUPPOIHINH- | -unMerrndenun)stiunamMuia 1 125 mr (0,5 mmonst) 4'-xinop-3-¢ropoudennn-4-kapOoHOBOK Ku-
CJIOTBL.

Bexon: 37 mr (16,9% ot Teopun). CygHpsCIFN,O (M = 436,96). Paccu.: MONEKyISpHBINA MUK (M+H)":
437/439; obnapyk.: MoneKymspHbIii mukx (M+H)': 437/439.

Bpewms yaepxxuanus mpu XXXB/: 6,45 mun (MeTon A).

Ipumep 2.63. [2-(4-TTupponuaus-1-unmeTradernn) T Jamus 4'-xs1op-2-hTopoudenni-4-kapOoHOBOM

KHCJIOTHI.
Ci
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2.63.a. 4'-X70p-2-propoudenmn-4-kapOOHOBAsI KUCIOTA.

Yka3aHHOE COCIMHCHHE TOJIYYaloT aHAIOrWmyHo mpumepy 2.55.a u3 0,66 t (3,0 mmons) 4-Opom-3-
(hropbenzoitnoit kuciaotsl u 0,47 T (3,0 MMonst) 4-x110pHEeHIITOOPOHOBOM KUCIIOTHI.

Bexox: 0,60 T (79,8% ot Teopumn). C;3HgCIFO, (M = 250,66). Paccu.: monekymnsapubii muk (M-H)™:
249/251; obnapyx.: Monekyisipablid muk (M-H): 249/251. Bpems ynepxusanns rpu XXB/I: 8,50 mun (meron
A).

2.63.6. [2-(4-Tlupponunus-1-unmermndenmn)atmwilamun 4'-xmop-2-propoudenmn-4-kapOOHOBONW KHCIIO-
TBL

YkazaHHOE COCIMHEHHE IOIYYaloT B COOTBETCTBUH ¢ obmiei metonukoi I u3 163 mr (0,8 mmois) 2-(4-
nupposuaut- 1 -mmerundenmn)dytunamuaa 1 201 mr (0,8 MMosst) 4'-xmop-2-¢propoudenmn-4-kapOoHOBOH KH-
CJIOTBIL.

Brixox: 74 mr (21,2% ot teopun). CosHacCIFN,O (M = 436,96). Paccu.: Monexynspseii muk (M+H)"™:
437/439; obHapy.: MoseKyIapHbIil muk (M+H)": 437/439. Bpems yaepxupanus pu XXBJI: 6,61 Mun (Meton
A).

[Mpumep 2.64. [2-(4-ITupponunus- 1 -uamMeTHapeHu)3THI |aMu 3-HUTpoOuQeHm-4-kapOOHOBOH KHCIIO-
THI.

2.64.a. 3-Hutpobudenni-4-kapOoHOBast KUCIIOTA.
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K pactBopy 1,0 r (4,07 mmodst) 4-6pom-2-HuTpoOeH301HOM KICTIOTH B 20 MIT ToIyolna 1o6aBisaroT 150 Mr
(0,13 mmosrst) Terpakuc(tpudennndochun)namanus 1 nepemenuBaroT B TeueHue 10 mun mpu KT. TTocie ato-
ro pobagrisitor pactsop 0,5 r (4,10 mmostst) dermndoponosoit kucaotsel B 10 M MeOH u pactsop 1,0 r Na,COs
B 10 Mu1 BozIBL. 3aTeM pEaKkIMOHHYIO CMECh B TEUCHHE 5 Y HATPEBAIOT C 0OPATHBIM XOJOAWIBHUKOM H ITOCTIE 3TO-
ro OCTaBJIAIOT NepeMelmuBaTbes Ha BbixoHble ipu KT. Jlanee pacTBopuTens ynaisiioT B BAKyyMe, OCTaTOK CMe-
IIMBAIOT ¢ BOJOM, moakucisitoT kKoHil. HCI, skctparupyror EtOAc, opranudeckyro ¢a3y cymar Hag Na,SO, u B
3aBepLICHUE yJAISIOT PACTBOPUTEINb.

Bexon: 0,87 r (87,5% ot teopun). 3nauenue Ry 0,40 (cuimikaress, JUXJIOPMETaH/3TaHON B COOTHOLIEHUH
3:1).

2.64.6. [2-(4-TTupponuauH- 1 -uaMeTHaQeHu )3T |aMu 1 3-HUTpoOHpeHNIT-4-KapOOHOBON KHCIIOTHI.

VYkazaHHOE COCIMHEHHE IONYYalOT B COOTBETCTBUH ¢ obmei metonukoit I w3 102 mr (0,5 mmors) 2-(4-
MUPPOIHINH- | -Mertmndermn)stinamMuaa 1 122 mr (0,5 mmonst) 3-autpodudenmn-4-kapOOHOBOW KHUCIOTHI.

Bexoa: 100 mr (46,6% ot Teopun). CrcHy7N303 (M = 429,52). Paccu.: MONEKYISIpHBIN THK (M+H)": 430;
o6Hapyk.: MonekysipHblit muk (M+H)': 430. Bpems ynepxusanus mpu XKXBJI: 5,83 mun (Meton A).

Ipumep 2.65. [2-(4-TTupponuaut- 1 -unMeTHIPEHNT)ITH |aMua 5-(4-xs10pheHII ) TUPUInH-2-KapOOHOBOM

KHUCJIOTHI.
Cl
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2.65.a. 5-(4-XnopheHnnn)mupuanH-2-KkapOOHOBas KUCIIOTA.

YkazaHHOE COEIMHEHHE MOTyJaroT aHATIOTHYHO npuMepy 2.55.a u3 0,51 r (2,5 mmods) S-OpomMnupuauH-2-
kapOoHoBoit kucinoTel u 0,47 1 (3,0 MMoJIst) 4-x710pheHUIOOPOHOBOM KHUCIIOTHI.

Bexoma: 0,23 1 (39,4% ot teopun). C;,HgCINO, (M = 233,66). Paccu.: monekysspubiii nuk (M-H):
232/234; obnapyx.: Monekyisipablid muk (M-H): 232/234. Bpems ynepxuanus npu KXB/I: 5,89 mun (meron
A).

2.65.6. [2-(4-ITupponuann-1-nnmernndenni)aTmwi |amus 5-(4-xa0pheHnn)IMpHIrH-2-KapOOHOBOH KUCIIO-
TBI.

VYkazaHHOE COCIMHEHHE IONYYAlOT B COOTBETCTBUH ¢ obmei metonaukoi I w3 102 mr (0,5 mmors) 2-(4-
MUppOTHINH- | -wMerundenmn)stiwnamuda u 116 mr (0,5 mmomnst) 5-(4-xmopderHmn)mupuanH-2-kapOoHOBOK
KHCJOTHL.

Beixon: 7 mr (3,3% ot teopun). CpsHayCIN;O (M = 419,96). Paccu.: monexynspubii nuk (M+H)" :
420/422; obHapy.: MoneKyIapHblii muk (M+H)": 420/422. Bpems yaepsxupanus npu KXBJI: 6,40 Mun (Meton
A).

[pumep 2.66. N-[2-(4-nupponunus- 1 -unmeruindennn)atui |-4-tnoden-3-uideH3amu.

2.66.a. DTrnoBeId 2up 4-THOPEH-3-MIOCH30HHON KUCIIOTHI.

VYka3aHHOE COeJIMHEHUE MOMYYal0T aHAIOTUYHO pumepy 2.46.0 u3 414 mr (1,5 mmornst) atunoBoro 3¢upa
4-ponben3oiiHon Kuciotsl 1 230 mr (1,8 Mmostst) THO(hEH-3-00pOHOBOI KMCIOTHL.

Beixon: 348 mr (100% ot Teopun). C3H,0,S (M = 232,30). Paccu.: mosexynsapusiii muk (M+H)™: 233;
o6Hapyk.: MonekysipHblit muk (M+H)": 233. Bpems ynepxusanus pu XKXBJI: 6,20 mun (Meton B).

2.66.0. 4-TuodeHn-3-nnbeH3oiHas KUCIOTA.

VYka3aHHOE COeMHEHHE MOJYYaloT aHaJIOrnYHO npumepy 2.7.6 n3 280 mr (1,5 mmonst) aTHioBoro agupa
4-tnoden-3-undeH30MHOM KUCIIOTHI.

Bexon: 146 mr (59,3% ot teopun). C;1HgO,S (M = 204,25). Paccu.: MmonekynspHasiii muk (M-H): 203; 06-
HapyX.: MosieKyJisipHbIi ik (M-H): 203. Bpemst yaepsxusanust ipu XKXB/I: 7,60 mun (Metox A).

2.66.8. N-[2-(4-TITupponunus- 1 -mmetmndeHun )3t |-4-TuopeH-3 -nideH3aMuI.

VYkazaHHOE COCIMHEHHE IONYYalOT B COOTBETCTBUH ¢ obmei metonmkoi I w3 102 mr (0,5 mmors) 2-(4-
MUppOIHIUH- | -riMermndermn)stinamuda 1 102 mr (0,5 mmons) 4-troder-3-ni0eH30HHON KUCITIOTHL.

Beixon: 103 mr (53,0% ot Teopun). Co4H,6N,0S (M = 390,55). Paccu.: mosexynspusiii muk (M+H)': 391;
o6Hapyk.: MonekysipHblit muk (M+H): 391. Bpems ynepxusanus mpu XKXBJI: 6,10 mun (Meton A).

Ipumep 2.67. N-[2-(4-TITupponuans- 1 -wnmetniadennn)sTui | -4-tTuodheH-2 -uadeH3aMu I,

)
N
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2.67.a. DTrinoBeii 3¢up 4-THOPEH-2-MIOCH30HHON KUCIIOTHI.

YkazaHHOE COeJIMHEHHUE MOJYYaloT aHAJIOTUYHO rpumepy 2.46.0 u3 satunosoro 3¢upa 414 mr (1,5 mmorns)
4-non6en3orinoi kuciotsl U 230 Mmr (1,8 Mmoiist) THO(hEH-2-00POHOBOM KUCIIOTHI.

Beixon: 348 mr (100% ot Teopun). C3H,0,S (M = 232,30). Paccu.: mosexynspusiii muk (M+H)™: 233;
o6Hapyk.: MonekysipHblit muk (M+H)": 233. Bpems ynepxusanus pu XKXBJI: 6,29 mun (meton B).

2.67.6. 4-TuodeHn-2-ninbeH3oiHas KUCIOTA.

VYka3aHHOE COeMHEHHE MOJYYaloT aHaJOrHYHO npumepy 2.7.6 n3 280 mr (1,5 mmonst) aTHioBOro adupa
4-tnoden-2-unOeH30MHOM KUCIIOTHI.

Bexom: 126 mr (51,2% ot teopun). C1HgO,S (M = 204,25). Paccu.: MmonekynsapHasiii muk (M-H): 203; 06-
HapyX.: MosieKyJisipHbIi ik (M-H): 203. Bpemst yaepsxusanust ipu XKXB/I: 7,60 mun (Metox A).

2.67.8. N-[2-(4-TITupponunus- 1 -mme T eHun )3t |-4-THo Qe H-2 -ndeH3aMu .

VYkazaHHOE COCIMHEHHE IONYYAlOT B COOTBETCTBUH ¢ obmei metonukoit I m3 102 mr (0,5 mmors) 2-(4-
nuppouauH- 1 -mmerundenwn)dtunamuna u 102 mr (0,5 mmosst) 4-tuodeH-2-undeH30iHON KHCTOTHI.

Beixon: 112 mr (57,5% ot Teopun). Co4H,6N,0S (M = 390,55). Paccu.: mosexynspusiii muk (M+H)': 391;
o6Hapyk.: MonekysipHbiit mukx (M+H):391. Bpems yaepsxusarus npu XKXB/I: 6,05 mun (MeTox A).

[Mpumep 2.68. 4-(5-Xnoprroden-2-ui)-N-[2-(4-nupponuani- 1 -unmeTnndeHnn )3T |0eH3aMu .

cl
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2.68.a. 4-(5-Xnopruoden-2-1uin)oeH30iHas KUCIOTA.

VYka3zaHHOE COeIMHCHHE IOJIy4aloT aHajormyHo mnpumepy 2.55.a w3 300 mr (1,52 mmons) 2-6pom-5-
xyoptuoena u 277 mr (1,67 mmonst) 4-kapOOKCU(PEHUIOOPOHOBOM KHCIOTHI C HCIIOJIb30BAHHEM pPacTBOpa
KHSO, Ut noaxucieHus peakiuOHHON CMECH TOCTIE e¢ mepepaboTKL.

Bexon: 76 mr (21,0% ot teopum). C;;H,ClO,S (M = 238,69). Paccu.: monexymsapubsiii muk (M-H):
237/239; obnapyx.: Mmonekysipabiid nuk (M-H): 237/239. Bpems ynepsxusanus npu JXKXB/I: 8,75 mun (Metox
A).

2.68.60. 4-(5-Xmoptroden-2-mn)-N-[2-(4-mpponuanH- 1 -unmme i eHuT )3T | OeH3aMu .

VYkazaHHOE COeIMHEHNE IOJTyJaloT B COOTBETCTBHHU ¢ obOmieii metoaukoit I u3z 61 mr (0,3 mmomns) 2-(4-
nuppouauH- 1 -mmerundenun)dtunamuna u 71 mr (0,3 mmods) 4-(5-xmoptuoden-2-mi)0eH30HHON KHUCIOTHI.

Beixon: 29 mr (22,9% ot Teopun). CpHasCIN,OS (M = 425,0). Paccu.: Monekynspubiii nuk (M+H)':
425/427; obHapy.: MoseKyIapHbIil ik (M+H)": 425/427. Bpems yaepxupanus pu XXBJI: 6,65 Mun (Meton
A).

[Mpumep 2.69. 4-Oypan-2-un-N-[2-(4-nupponuanH- 1 -nimeTnindeHn )3T |0eH3aMu .
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2.69.a. 4-Oypan-2-nnbeH301HAS KUCIOTA.

YkazaHHOE COeAMHEHHE MOMyYaroT aHaIoTnIHo npumepy 2.68.a u3 302 mr (1,5 mmorst) 4-6pomOeH30HHOM
kucinoTsl 1 201 mr (1,8 MMonst) pypaH-2-00pOHOBOI KHUCIIOTHI.

Beixoa: 166 mr (58,8% ot teopun). C;HgO; (M= 188,19). Paccu.: monekymnsapusiii nuk (M-H): 187; 06-
Hapyx.: MosieKyJsipHbIi ik (M-H): 187. Bpems yaepsxusanust ipu XKXB/I: 6,82 mun (Mmetox A).

2.69.6. 4-Oypan-2-ui-N-[2-(4-nuppoauanH- | -uameTiindeHm )3T | OeH3aMHu .

VYka3aHHOE COeIMHEHHE MOJIYy4aloT B COOTBETCTBUH ¢ o0meit metoaukoi I n3 102 mr (0,5 mmons) 2-(4-
NUPPOSHINH- | -unmerrndenmn)atunamusa u 94 mr (0,5 mmounst) 4-¢ypan-2-1n0eH30iHOH KUCTIOTHI.

Bexon: 91 mr (48,4% ot teopun). CyyHygN,O, (M = 374,49). Paccu.: MOJIEKYIISIPHBIA UK (M+H)+: 375;
o6Hapyx.: MonexyspHeii mukx (M+H)': 375. Bpems ynepxusanus mpu XKXBJI: 6,48 mun (Meton A).

pumep 2.70. 4-(5-Metunmmupuana-2-w)-N-[ 2-(4-mrpponuanH- | -HiMeTHIIhSHI ) ST |OeH3aMHII.

G

2.70.a. 4-(5-MetunnupuauH-2-1n)0eH30iHas KUCIIOTa.

VYka3zaHHOE COeJMHCHHE IOJIYy4aloT aHaJormyHO mnpumepy 2.55.a w3 430 mr (2,50 mmons) 2-6pom-5-
metwmupuauaa 1 498 mr (3,00 Mmois) 4-kapOokcneHIO0POHOBOI KHUCIIOTHI.

Bexon: 300 mr (56,3% ot Teopun). C3H;,NO, (M = 213,24). Paccu.: monexynsapasiit mux (M+H)": 214;
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o6Hapyk.: MonexyispHeii muk (M+H)': 214. Bpems ynepxusanus npu XKXBJI: 4,55 mun (Meton A).

2.70.6. 4-(5-MetunmupuauH-2-un)-N-[ 2-(4-upponauanH- | -uiMeTHah eHIIT ) THIT | O H3aMHI I,

VYkazaHHOE COCIMHEHHE IMOIYYaloT B COOTBETCTBUH ¢ obmei metonukoi I u3 102 mr (0,5 mmois) 2-(4-
nupposuaut- 1 -unmerundennn)dytunamuaa 1 107 mr (0,5 mmons) 4-(5-MeTHInmupuanH-2-11)0eH30HHON KHCIIO-
TBI

Brixox: 53 mr (26,5% ot Teopun). CogHyoN3O (M = 399,54). Paccu.: Monekynspuslii muk (M+H)™: 400;
o6Hapyk.: MonekysipHblit muk (M+H)': 400. Bpems ynepxusanus ipu XKXBJI: 3,98 mun (Meton A).

[Mpumep 2.71. 4-(6-Metnnmupuans-3-un)-N-[ 2-(4-nupponuauH- | -uIMeTHIQEHII )3 THII | OeH3aM I 1.

N

2.71.a. 4-(6-MerunnupuanH-3-min)0eH301HHasE KUCIIOTA.

VYka3aHHOE COEJMHEHHE IOJYYaloT aHaJorM4yHo npumepy 2.55.a u3 430 mr (2,50 mmons) 5-Opom-2-
metwmupuauaa 1 498 mr (3,00 Mmoss) 4-kapOokcneHIO0POHOBOI KHUCIIOTHI.

Beixoz: 300 mr (56,3% ot Teopuu). C;3H; ;NO, (M = 213,24). Paccu.: Monekynsapubiii nuk (M+H)": 214;
o6Hapyk.: MoneKyspHeii muk (M+H):214. Bpems ynepsxusaaus npu XKXB/I: 2,66 mun (MeTox A).

2.71.6. 4-(6-MetunmupuauH-3-mi)-N-[ 2-(4-muppoauauH- | -niMe T eHIT )3T | OEH3aMUI.

VYkazaHHOE COCIMHEHHE IONYYAIOT B COOTBETCTBUH ¢ obmei metonukoi I w3 102 mr (0,5 mmors) 2-(4-
nuppouaut- 1 -unmerundennn)dytunamuaa 1 107 mr (0,5 mmonst) 4-(6-MeTHIMHPUANH-3-11)0€H30HHON KHCIIO-
TBL

Beixon: 48 mr (24,0% ot Teopun). CosHyoN3;O (M = 399,54). Paccu.: monekynsaprbiii ik (M+H)™: 400;
o6Hapyk.: MonekysipHblit muk (M+H)": 400. Bpems ynepxusanus ipu XKXBJI: 3,06 mun (Meton A).

Mpumep 2.72. [2-(4-Ilupponuaun-1-unmernindenun)stuilamun 4-(4-xnopdenus)Trnoden-2-kapOoHOBO

C\VQ/VW@

2.72.a. MetunoBslii 3¢up 4-(4-xnopdenmn)TraodeH-2-kapOoHOBOH KHCIOTHI.

420 mr (1,25 MmMoJts1) MeTHIIOBOTO ddupa 4-0pomMTHOGEH-2-KapOOHOBOM KHCIOTEI PacTBOPSIOT B 10 M1 1u-
okcaHa M 5 Mi 2-moJsipHoro pactBopa Na,COs. Jlanmee nocnenoBatenbHo A00aBisoT 196 mr (0,06 mmons) 4-
xyophenmnooporoBoit kucioTel u 72 Mr (0,06 MMotst) TeTpakuc(tpudenmwidocdun)namuiaams, Iocie Yero pe-
AKIIMOHHYIO CMECh B TCUCHUEC 6 9 KHUIISTIT C O6paTHbIM XOJIOAWJIBHUKOM, a 3aTeM IEPEMEIIUBAIOT B TCUCHUC
nocneayronwx 60 u npu KT. [Tocne noBTopHOTrO HarpeBa ropsiunii peakMOHHBIA PacTBOP TOABEPraloT BaKyyM-
¢upTpanny Yepes3 CTEKIOBOJIOKHHUCTBIN (PUIIBTp, 1MOCiIe Yero MpoMBIBAIOT JHOKCAHOM, CMEIIHMBAIOT C IOJIyHAa-
coimieHHBIM pactBopoM NaHCO; u skctparupyior EtOAc. OObenuHeHHbIe opraHudyeckne ¢asbl CyIiaT Haj
MgSO,. Ilocne ynaneHust OCyMIMTENsI U PAacTBOPHUTENS OCTATOK OYMIIAIOT KOJOHOYHOW Xpomarorpadueil Ha
cuimkarese (IeTpoJIeHHBIA dPHUp/3THianeTaT B COOTHOmEeHHH! 9:1).

Bexon: 150 mr (47,3% ot Teopun). C;,HoClO,S (M = 252,72). Paccu.: Monekynspubii mux (M+H)':
253/255; obHapyx.: MoneKyIapHblii muk (M+H)": 253/255. Bpems ynepsxupanus npu KXBJI: 6,21 Mun (Meton
b).

2.72.6. 4-(4-Xnopdenmn)tnoden-2-kapOoHOBasT KUCIIOTA.

K pactBopy 150 mr merunosoro adupa 4-(4-xnophenmi)rruoden-2-kapbonopoit kuciorsl B 10 mn EtOH
no6aisitor 2 Mt 1-mounsipHoro pactBopa NaOH u peaklMOHHBIA pacTBOP OCTaBIISIOT HEPEMEIINBATHCSI HA BbI-
xoansle pu KT. Tlocne 3Toro pacTBopuTeNns BHIMAPUBAIOT B BAKYyMe, OCTATOK CMEIIUBAIOT ¢ 2 MJI 1H. CONSHOM
KACIOTH U oxnaxgaroT 1o 0°C. BemaBmuii B 0caoK MPOAYKT OTAEISIOT BaKyyM-(MIbTpanneil, MpOMBIBAIOT
BOsI0# u cymat pu 50°C.

Brixox: 140 mr (98,7% ot teopun). C,;H,ClO,S (M = 238,69). Paccu.: Monekynspuslii muk (M+H)™:
239/241; obHapyk.: MoseKyIapHbIil muk (M+H)": 239/241. Bpems yaepxupanus npu XXBJI: 8,31 Mun (Meton
A).

2.72.8. [2-(4-Ilupponunus-1-unmerundennn)stui|amun 4-(4-xnopdernmn)Tnoden-2-kapOoHOBOH KHCIIO-
TBI.

VYkazaHHOE COeIMHEHHE TOIYJaloT B COOTBETCTBUU ¢ oOmel meromukoii I uz 144 mr (0,70 mmomst) 2-(4-
muppoHauH- | -wimernndenmn)stiwiamuda 1 140 mr (0,59 mmons) 4-(4-xmopdenmn)tnoden-2-kapOoHOBOH
KHUCJIOTBI.

Beixona: 78 mr (31,3% ot teopun). CrHyoN;O (M = 425,00). Paccu.: monekynspusii mak (M+H)':
425/427; obHapy.: MoneKyIapHbIil muk (M+H)": 425/427. Bpems ynepsxupanus pu KXBJI: 3,90 Mun (Meton
A).

[Mpumep 2.73. 4-(5-Auernnruoden-2-un)-N-[2-(4-nmupponuanH- 1 -niMeTrnindeHun )3T |0eH3aMu .
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2.73.a. 4-Uon-N-[2-(4-tupponuanH- | -ummMe Trin eHrn )3T | OeH3aMHU .

VYkazaHHOE COeIMHEeHNE MOTyJaloT B COOTBETCTBHH ¢ 00men meronukoit I u3 2,04 r (10,0 mmoneit) 2-(4-
MUPPOIHIUH- 1 -unMetrnderwn)atinamuna u 2,48 r (10,0 mmosieit) 4-1noa0eH30HHOM KUCIIOTHI.

Bexon: 1,91 1 (44,0% ot teopun). CyoHpIN,O (M = 434,32). Paccd.: MOJEKYISIpHBIN MUK (M+H)": 435;
o6Hapyk.: MonekysipHblit muk (M+H)": 435. Bpems ynepxusanus ipu XKXBJI: 5,40 mun (Meton A).

2.73.6. 4-(5-Auetnnruoden-2-un)-N-2-(4-nuppoauIuH- | -UIMeTHIPEHUIT)ITHII |OeH3aM K 1.

VYkazaHHOE COeMHEHHE MOIYy4aloT aHAJOrMyHO npumepy 2.46.6 u3 250 mr (0,58 mmons) 4-non-N-[2-(4-
MUPPOIHINH- | -unMeTrindenun )t ]oerzamuaa u 118 mr (0,69 mmons) S-anetuin-2-TnoeHO0pOHOBOM KHCIIO-
THI TIPM HArPEBaHUH PEAKLIMOHHOM CMECH ¢ 00paTHBIM XOJIOIMIIBHUKOM B TeueHue 15 4.

Berxon: 50 mr (20,2% ot Teopun). CogHysN,0,S (M = 432,59). Paccu.: monekynsapasiit muk (M+H)' : 433;
o6Hapyx.: MonexyspHeii muk (M+H)': 433. Bpems ynepxusanus npu XKXBJI: 3,91 mun (meton B).

pumep 2.74. 4-(5-DopmuntrodeH-2-mi)-N-[ 2-(4-mpporuanH- 1 -umMe THIGeHIT )3T | OeH3aMu .

N M
H

s
VYkazaHHOE COeIWHEHHE MONYYaloT aHaJOTHIHO npuMepy 2.46.6 u3 250 mr (0,58 mmons) 4-non-N-[2-(4-
mUpPOIHIUH- 1 -unMetrnderwn )3t |oenzamuaa 1 107 mr (0,69 mmonst) 5-popmuin-2-THoheHOOPOHOBOW KH-
CJIOTBI IIPY HArPEBAaHUU PEAKLIMOHHOI cMecH ¢ 0OpaTHBIM XOJIOAMIBHUKOM B TeueHue 15 1.
Bexon: 22 mr (9,1% ot teopun). C,sHy6N,O,S (M = 418,56). Paccu.: MonekyspHBIH MUK (M+H)": 419;
o6Hapyk.: MonekysipHblii muk (M+H)": 419. Bpems ynepxusanus npu XKXBJI: 3,82 mun (meton B).
[pumep 2.75. [2-(4-Amunomernndennn )t Jamuz 4'-xnopoudennn-4-kapooHOBOH KUCIOTHI.

i Cl
H |O
N
i?\/©/\/
_N le]
H

2.75.a. DtunoBsii 3¢up 4-{2-[(4'-xmopoutenmn-4-kapOOHNIT)aMHHO [3THI } OCH30HHON KHUCIOTHI.

K 9,31 r (40 mmoneit) 4'-xmopoutennn-4-kapOOHOBOH KUCIOTHI 10 KaIusiM J00aBIA0T 20 M THOHHIIXJIO-
puna u 1 man IM®. [anee peakiuOHHYIO HarpeBatoT cMech 10 60°C U BbLAEPKUBAIOT MIPU ITOM TEMIEpAType B
TeueHne 2 4. 3aTeM M30BITOUHBIN THOHWIXJIOPH] OTIOHAIOT B Bakyyme 1pu 50°C u octarok pacteopsitor B 200
M1 CH,Cl,. Ortor pactBop mo kammiMm mobaBmaor Kk 9,19 r© (40 mmoneit) stumoBoro s¢upa  4-(2-
aMHMHOITHII)0EH30MHOM KHCIIOTHI, HCIIOIb3YEMOT0 B BHJIE ruapoxyopuaa, B 100 M 10%-Horo BogHOTO pacTBopa
Na,CO; 1 peaknMOHHYI0 CMECh MepeMEInBaloT B TeueHne mocienyromero yaca npu KT. ITocie moGaBmeHus
Bonsl 1 CH,Cl, opranndeckyto ¢asy oraenstor, BogHyto dasy skcrparupyior CH,Cl,, 00benuHeHHbIe OpraHu-
yeckue (ha3bl MPOMBIBAIOT MOTyHACHIIIeHHBIM pacTBopoM NaHCO; u Bonoit u cymat Hag MgSO,. ITocne yna-
JICHUSI OCYILUTEINSI PACTBOp (MIBTPYIOT Yepe3 aKTHMBUPOBAHHBIN yrojb, KOHIEHTPUPYIOT B BaKyyMe U OCTaTOK
MEPEKPUCTAILTM30BBIBAIOT U3 TPET-0yTHIMETHIIOBOTO 3upa.

Brixox: 11,93 r (73,1% ot Teopun). C,4H»CINO; (M = 407,90). Paccu.: MonekynspHeii muk (M+H)"™:
408; o6Hapyk.: MonekyspHbIi ik (M+H)': 408. Bpems yaepxusanus npu XKXXBJI: 9,8 mun (Meton A).

2.75.6. 4-{2-[(4'-XnopOudenun-4-kapOOHUIT)aMUHO |9THI } OCH30IHAs KHCIOTA.

K pacrBopy 11,93 1 (29,25 mmoust) aTrnoBoro s¢upa 4-{2-[(4'-xnopoudenun-4-kapOoHIT)aMIUHO |3THIT }
6enzoitHO# KucaoTe B 150 M EtOH mobasmsror 50 M 2-momsipHoro pactBopa NaOH 1 mepememuBaioT B Te-
yerne 2 9 npu KT. 3arem 3Hauenne pH peakmoOHHOTO pacTBOpa YCTaHABIMBAIOT Ha 6-7 ¢ moMompl0 1H. pac-
tBOpa HCI, nocie dero BbIMaBIIMH B 0CaIOK IPOAYKT OT(HMIBTPOBHIBAIOT U CYIIAT B BAKYyMHOM II€4H.

Beixon: 10,74 1 (96,7% ot teopun). Cp,H sCINO; (M = 379,85). Paccu.: MonexynsipHbii muk (M+H)':
380/382; o6Hapyx.: MonexyispHbii muk (M+H)™: 380/382. Bpems ynepsxusanus mpu JKXB/I: 8,0 mun (Meton
A).

o}

2.75.8. [2-(4-T'uapoxcumeTriideHmn )3T |amu 4'-X10poudeHn-4-kapOOHOBOM KHCIOTHI.

K pactBopy 10,74 1 (28,28 mmodst) 4-{2-[(4'-xnopOudenni-4-kapOoHNIT)aMUHO |9THI } OEH30HHOI KUCIIOTHI
B 150 mu cyxoro TT'® mobasmsirot 4,82 1 (29,69 mmons) KJIU, mocie 4ero peakimoOHHYI0 CMECh HarpeBaroT 10
50°C u BBIACPKUBAIOT IIPU 3TOM TeMIIepaType B T€UCHUE 2 4. DTOT PaCcTBOP 3aTeM J00ABISIOT K cycrneH3uu 2,14
r (56,56 mmonst) NaBH, B 5 Mur BOJIBI 1 HHTEHCHBHO IEPEMEIIMBAIOT B TeUYEHHUE Mocieayromero yaca mpu KT.
Janee 3nauenune pH pactBopa ycraHaBmuBaroT Ha 6 ¢ momombsio 1H. HCI, mocie 4ero pacTBop CMEIIUBAIOT C
EtOAc n ¢unpTpyror. OUIBTpaT MPOMBIBAIOT MONTyHACHIeHHBIM pacTBopoM NaHCO; m Bomoit u cymar Haxa
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MgSO,. [TockonbKy mociie yaaaeHus: OCYIIUTENS U PACTBOPUTENST OCTATOK BCE €IIe COACPKUT HE Ipopearupo-
BaBIlyo 4-{2-[(4'-xnopoudenun-4-kapOoHIT)aMHHO |3THIT } GEH30MHYIO KHCIIOTY, TIOBTOPSIIOT OMMCAHHYIO BBIIIE
peakmoHHyto ctanuio. [lomydennsii npoaykT cymart mpu 40°C.

Beixon: 9,3 1 (89,9% ot Teopun). CyHyCINO, (M = 365,86). Paccu.: monekynspubiii muk (M+H)':
366/368; obHapysk.: Moneky spHbiii muk (M+H)': 366/368. Bpems ynepsxusanus npu XKXBJI: 8,11 mun (MeTon
A).

2.75.r. [2-(4-BpommeTrnderun )3T Jamu 4'-x10poudeHnn-4-kapOOHOBOM KUCIOTHI.

K pactBopy 7,9 1 (21,59 mmous) [2-(4-runpokcumetiiiheHi )3T [amua 4'-xa0poudeHnn-4-kapOoHOBO
kucinoTel B 300 Mmn CH,Cl, no kamisim pobasnsroT 1,22 M PBr;. 3ateM peakiMOHHYIO CMECh OCTAaBIIAIOT Ha
Houb mepememuBaThes npu KT. Tlocine 3Toro oOpa3oBaBIIUIiCS OCAJOK OTACISIIOT BakyyM-(puibTpanued u
¢unbTpar KOHIEHTPHUPYIOT. OCTaTOK pacTHParOT ¢ HeOombImuM KosmuecTBoM anetonutpuna u CH,Cl,, oTnens-
10T BaKyyM-(ribTpanueii, 00beIMHAIOT ¢ IOTYYeHHBIM paHee 0CaJKOM U CYIIaT Ha BO3IyXe.

Bexon: 8,6 T (92,9% ot teopun). CpH oBrCINO (M = 428,76). Paccu.: monexynspubiii muk (M+H)':
428/430/432; oOHapyK.: MOJIEKYIISIPHBINA MUK (M+H)": 428/430/432. 3nauenue R¢: 0,40 (cummxarens, CH,CL).

2.75.4. [2-(4-AmuHoMeTHAGCHIT )ITHI |amMu 4'-x10poudeHnI-4-kapOOHOBOK KHUCIIOTHI.

K pactBopy 150 mr (0,35 mmoust) [2-(4-Opommerundenun)ati]amuna 4'-xsopoudenusn-4-kapOoHOBOM
kucnoTel B 10 M aneTonuTpmia 1o6asisttor 3 mi 0,5-momspHoro pactBopa NHj B JHOKCaHe M IEpeMENTUBAIOT
B Teuenue 3 nueil mpu KT. 3areM peakiiMOHHYIO cMeCh KOHLIEHTPUPYIOT U OCTaTOK OUHMIIAIOT KOJIOHOYHOM XPO-
marorpaduei (cumikarens, CH,Cl,/MeOH/NH; B cootHomenun 9:1:0,1).

Brixox: 8 mr (6,3% ot teopun). CxH, CIN,O (M = 364,88). Paccu.: monexymspubii muk (M+H)™:
365/367; obnapyx.: MonekysapHsii mak (M+H)': 365/367. Bpems ynepsxusanus npu XKXBJI: 5,97 mun (MeTon
A).

[Mpumep 2.76. (2-{4-[(AunzonponuiaMiuHO )MeTHII | e 3T )amu 4'-xnopoupernn-4-kapOoHOBOH Ku-

CJIOTHI.
O Cl
N

\rTv@N i
K cycnensun 129 mr (0,3 mmoust) [2-(4-Opommerrndenmn)atui|amuna 4'-xsopoudenun-4-kapOoHOBOM
kucnotsl u 55 mr (0,4 mmosst) K,CO; B 20 Mot aneronntpuiia godasisitor 47 Mk (0,33 MMonst) auusonpornuia-
MHHA U PEAKIMOHHYIO CMECh OCTaBJIIIOT Ha HOuUb nepememuBarsest mpu KT. [Tocne storo pazoasmsror CH,Cl,,
OT(UIBTPOBBIBAIOT HE PACTBOPHMBIC HEOPTAHWUIECKUE CONM U (PUIBTPAT KOHUEHTPUPYIOT. OCTaTOK pacTUpPAIOT

C allETOHUTPHUIIOM, OTIEISIIOT BaKyyM-(QHIBTPAIEH U CyIIaT Ha BO3IyXeE.
Beixon: 75 mr (55,7% ot teopun). CogH33CIN,O (M = 449,04). Paccu.: mosexynspubiii nmuk (M+H)™: 449/
451; o6Hapyx.: MoseKynspHbIii ik (M+H)™: 449/451. 3uauenne Ry 0,35 (cunuxarens, CH,Cl,/MeOH/NH; B

cooTtHomeHuu 95:5:0,5).
IMpumep 2.77. {2-[4-(3-Oxkcomunepasun-1-uiMetun)peHus |3Tu jamun  4'-x10poudenu-4-kapOooHOBOM

KHCJIOTBI.
cl
i ®
H
Ho N
N)H
|\/N o}

VYkazaHHOE COEAMHEHME IOJy4aloT aHajJoruyHo mnpumepy 2.76 u3 129 wmr (0,3 mmomns) [2-(4-
opommetmindeHin )3t jamuga 4'-xmopoudenmn-4-kapoonoBoit kucioTel U 33 Mmr (0,33 MMoIts) munepasuH-2-
OHa.

Beixon: 23 mr (17,1% ot Teopun). CosHpsCIN;O, (M = 447,97). Paccu.: MonekynspHbii muk (M+H)':
448/450; obmapyx.: Monekyaapueii mumk (M+H)": 448/450. 3nauenme Ry 0,10 (cummkarens,
CH,Cl1,/MeOH/NHj; B cooTHOmenun 95:5:0,5).

[pumep 2.78. Dtunossiid 3¢up [(4-{2-[(4'-xmopobudennn-4-kapOOHUIT)aMIHO |3 THIT } OCH3HIT ) METHIIAMITHO |

YKCYCHOW KHUCIIOTBI
c
0
. i O l
oJﬁ
)

VYkazaHHOE COEAMHEHME IOJy4aloT aHajJoruyHo mnpumepy 2.76 u3 257 wmr (0,6 mmomns) [2-(4-
opommeTmideHi )3T [amua 4'-xa0poudennn-4-kapooHoBoit kucaotsl, 193 mr K,CO5 u 101 mr (0,66 mmortst)
STHJIOBOTO 3(hUpa METHIAMHUHOYKCYCHOM KHUCIIOTHI (MCHOJIB3YEMOT0O B BUZIE THAPOXIIOPUAA).

Beixon: 152 mr (54,5% ot teopun). Cy7H,6CIN,O3 (M = 465,0). Paccu.: MonekynspHpiii muk (M+H)':
465/467, o6napyx.: wMonekymapubii tmk (M+H)': 465/467. 3uauenme Ry 0,40 (cunmkarens,
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CH,Cl1,/MeOH/NH; B cooTHOmenun 95:5:0,5).
[Mpumep 2.79. [(4-{2-[(4'-Xnopoudennn-4-kapOOoHMIT)aMHHO |3THI } OEH3UI)METHIIAMUHO |yKCYCHasl KUCIIO-

O Cl
i Pe
AoV R
_N o

K pactBopy 80 wmr (0,17 mmoms) stuinoBoro 3¢upa [(4-{2-[(4'-xmopbudenni-4-kapOOHMIT)aMIHO |
STHI } OCH3IIT)METHIIAMUHO |yKcycHO# kucioTsl B 3 it EtOH no6asmnstot 0,3 Mt 1-monsproro pactBopa NaOH u
B TeueHHEe | 4 HAarpeBaroT ¢ OOPAaTHBIM XOJIOJAUIBHUKOM. 3aTeM pacTBOPHUTEIb BHINAPUBAIOT B BAKYyMe€ U OCTa-
ToK cMemuBatoT ¢ Bojgoi u 0,3 mu 1-momsproit HCI. Ocanok otaensiior BakyyM-(QUIbTpalueil U Cylmiar npu
40°C.

Beixon: 76 mr (100% ot teopun). CysHysCIN,O3 (M = 436,94). Paccu.: monekyaspubiii mux (M+H)':
437/439; obHapy.: MonekynapHbiii muk (M+H)": 437/439. Bpems yaepsxupanus npu KXBJI: 6,35 Mun (Meton
A).

Ta.

[Mpumep 2.80. {2-[4-(4-Auermnnunepasus- 1 -unmerin)denunatun }amun 4'-xnopoudennn-4-kapOooHOBOI

KHCJIOTBI.
O a
X O
N/\‘ VEj/\/
N 0

VYka3aHHOE COEJMHEHHE IIOJy4aloT aHajlorndHo mnpumepy 2.76 w3 129 wmr (0,3 mmoma) [2-(4-
opommeTrieHwn )3t [amua 4'-xnopoudeHmi-4-kapooHoBoi Kuciotsl u 42 mr (0,33 mMourst) 1-nunepas3us-1-
WJIATaHOHA.

Bexon: 60 mr (42,0% ot Teopun). CygH3gCIN;O, (M = 476,02). Paccd.: MONEKYISAPHBIN MUK (M+H)":
476/478; obHapyx.: Monexyaspubiii muk (M+H)": 476/478. 3nauenne Ry 0,15 (cunuxarens, CH,Cl,/MeOH/
NH; B cootHomennu 95:5:0,5).

Ipumep 2.81. {(2-[4-(2-A3abunmkio[2.2.1]rent-5-eH-2-mime ) beHu 3T famun 4'-xa0poudeHnn-4-
KapOOHOBOW KHCIIOTHI.

O ci

i
N
%\/@/\/ I

VYkazaHHOE COeJMHEHHE MOJYYaloT aHAIOTHYHO mpumepy 2.76 u3 129 mr (0,3 mmons) [2-(4-6pommeTHi-
dhennn)stun]amuna 4'-xmopoudenmnn-4-kapooHoBoit kucaotel ¥ 31 mr (0,33 mmods) 2-azabunukno[2.2.1]rent-5-
eHa.

Brixox: 100 mr (75,2% ot teopun). CaogH,,CIN,O (M = 442,99). Paccu.: MonekynspHeii muk (M+H)'™:
443/445; o6napyx.: MonekymspHbii tmk (M+H)': 443/445. 3mauenme Ry 0,08  (cunmkarens,
CH,Cl,/MeOH/NH; B cootHomienuu 95:5:0,5).

Mpumep 2.82. {(2-[4-(1,3-Aurnaponsonunon-2-unmerun)perw |atui famus 4'-xaopoudenni-4-kapooHo-

BOM KHCJIOTBI.
! cl
H
)
Ssons

VYkazaHHOE COEAMHEHHE IOIYy4aloT aHajormyHo mnpumepy 2.76 m3 129 wmr (0,3 mmoms) [2-(4-
opommeTmideHmn )3t jamuaa 4'-xaopoudennn-4-kapooHoBoit kuciotel, 97 mr K,CO5; u 51 mr (0,33 mmons)
2,3-nuruapo-1H-u3ounmona (MCMoIb3yeMOro B BHJIE THAPOXJIOPUIA).

Brixox: 80 mr (57,1% ot teopuu). C3;0H»,CIN,O (M = 467,02). Paccu.: MonekynspHsiii muk (M+H)™:
467/469; o6napyx.: Monekymapueii mmk (M+H)': 467/469. 3uauenme Ry 0,40 (cunmkarens,
CH,Cl,/MeOH/NH; B cootHomenuu 95:5:0,5).

[Mpumep 2.83. {(2-[4-(7-Mertun-2,7-nuazacnupo[4.4]noH-2-nnmeTrin)peHnn |3tui famug 4'-xsiopoudenu-
4-xapOOHOBOI KHCIOTHI.

O cl

B
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VYkazaHHOE COeIWHEHHWE TOJIYYaloT aHajormyHo mnpumepy 2.76 m3 129 wmr (0,3 mmoms) [2-(4-
opommeTriiennn )t ]amuaa 4'-xmopoudeHmn-4-kapooHoBo KUCIOTH U 46 Mr (0,33 mmons) 2-metun-2,7-
nuasacnupo[4.4]HoHaHa.

Beixon: 42 mr (28,7% ot teopun). Cs3oH3,CIN;O (M = 488,08). Paccu.: Monekyssipupiii nuk (M+H)":
4887490; obmapyx.. Momekymspuelii muk (M+H)": 488/490. 3mauemme Ry 0,05 (cunukarens,
CH,Cl,/MeOH/NH; B cootHomienuu 95:5:0,5).

Ipumep 2.84. {(2-[4-(3-AuaTmnamuHoaseTuauH- 1 -unmern)perw dtwn)amuy — 4'-xaopoudeHmn-4-

KapOOHOBOW KHCIIOTHI.
! cl

1 i O
Mo Y

VYkazaHHOE COeIWHEHHWE TOJIYYaloT aHajormyHo mnpumepy 2.76 m3 129 wmr (0,3 mmoms) [2-(4-
opommetmnermn )3T |amuaa 4'-xmopoudenmn-4-kapbonosoit kucnotsl, 138 mr K,CO; u 66 mr (0,33 mmors)
a3eTUIMH-3-WIANATHIAMIHA (MCIIONIBb3YEMOT0 B BUJE AUTUAPOXJIOPUAA), IIPU 3TOM IPOLYKT OYHILAIOT KOJO-
HOYHOM XpoMaTtorpaduei.

Beixon: 15 mr (10,5% ot teopun). CyH34CIN;O (M = 476,07). Paccu.: Monekynsipupiii nuk (M+H)':
476/478; oOHapyx.: Monekymspubii mmk (M+H)': 476/478. 3mauenme Ry 0,10 (cunmkarens,
CH,Cl,/MeOH/NH; B cootHomienuu 95:5:0,1).

[Mpumep 2.85. Drunoseiid 3¢up (S)-1-(4-{(2-[(4"-x10pouheHm-4-KapOOHHIT)aMHHO |3THII } OEH3WIT ) TUPPO-
JUINH-2-KapOOHOBOH KHCIIOTHL. o

Pe
N
o’\o

VYkazaHHOE COEAMHEHME IOJy4aloT aHajJoruyHo mnpumepy 2.76 u3 257 wmr (0,6 mmomns) [2-(4-
O6pommermnpennn)atui Jamusa 4'-xnopondennn-4-kap6onosoit kuciotsl, 193 mr K,COs 1 119 mr (0,66 mmons)
3THIIOBOTO 3¢upa (S)-NMUpposuanH-2-KapOOHOBOK KHUCIIOTHI (MCIIOJIB3YyEMOT0 B BHIE THIPOXJIOPUAA), IPH STOM
MPOJYKT OYHIIAIOT KOJIOHOYHOM Xpomarorpadueii.

Bexon: 160 mr (54,3% ot Teopun). CyoHz CIN,O3 (M = 491,04). Paccy.: MOJEKYISPHBIN THK (M+H)" :
491/493; o6mapyx.: MonekynmspHeii tmk (M+H)": 491/493. 3masenme Ry 0,60 (cunmkarens,
CH,Cl1,/MeOH/NHj; B cooTHOmenun 95:5:0,5).

Ipumep 2.86. (S)-1-(4-{2-[(4'-XnopOudennia-4-kapOOHII)aMUHO |3THII } OSH3MIT ) TUPPOIIHIHH-2-KapOOHO-

Basg KHUCJIOTA.
Cl
PP I
N
H, /%
0 (o)

VYka3aHHOE COEAMHEHNE MOIyYaroT aHaIornyHo npumepy 2.79 u3 130 mr (0,27 MMoJIst) 3THIOBOTO ddupa
(S)-1-(4-{2-[(4'-xnopbuennn-4-kapOOHMIT)aMHUHO |3THII } OEH3UIT ) T PPOIIUANH-2-KapOOHOBOH KUCIIOTHI.

Bexom: 120 mr (97,8% ot teopun). Cy;Hp7CIN,O3 (M = 462,98). Paccd.: MONEKyISpHBIA MUK (M+H)":
463/465; obHapyx.: MoneKynapHblii muk (M+H)': 463/465. Bpems ynepsxupanus npu KXBJI: 6,20 Mun (Meton
A).

[Mpumep 2.87. tper-bytunossiii adup [1-(4-{2-[(4'-xnopoudenusn-4-kapOOHUIT)aMUHO |9THI } OSH3HIT ) [THP-
ponuarH-3-1i1 |kapOaMUHOBOM KHCIIOTHI. o

o

VYkazaHHOE COeIMHEHHWE TOJIYyYaloT aHajormyHo mnpumepy 2.76 m3 429 wmr (1,0 mmoms) [2-(4-
opommetmndenmn )t |amuga  4'-xmopoudenmn-4-kapoonoBoit  kucinotsl U 205 mr (1,10 mMMmoms) Tpet-
OyTuiIoBOTO 3(pHpa MUPPOTHINH-3-HIKApOAMUHOBOM KHCIOTHL.

Bexoa: 500 mr (93,6% ot teopun). Cs H3cCIN;O; (M=534,10). Paccu.: mMonexyssipHsiii nuk (M+H)':
534/536; obuapyx.: MonexyispHeii muk (M+H)™: 534/536. 3nauenne Ry 0,33 (cunuxarens, CH,Cl,/MeOH/
NHj; B cootHomenuu 95:5:0,5).
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[pumep 2.88. {2-[4-(3-AMuHOTIHPPOTHINH- | -HIMETHIT ) (D EHIIT | ST } aMUT 4'-xmopouenmi-4-

KapOOHOBOM KHCIIOTHI.
! cl

q 1
H
N
/N’_C\N\/©/\/ I
H

K pactBopy 500 mr (0,94 mmouns) TpeT-0yTmiioBoro adupa [1-(4-{2-[(4'-xnopoudennn-4-kapOoHI)aMu-
HO |3THJI } OEH3WIT) T PPONTUANH-3-1it |kapOoamiHoBoit kucnotsl B 15 M CH,Cl, nobasnstor 1 M Tpudropykcyc-
HOM KHMCJIOTHI M PEaKIMOHHYIO CMECh OCTaBJIAIOT IIEPEMEIINBATLCS Ha HOYb. 3aTeM PEaKIMOHHYIO CMECh KOH-
LEHTPUPYIOT, OCTaTOK pacTBOPSIOT B HeOonbioM konmnuecTBe CH,Cl, M cMemmBaloT ¢ moJTyHACHILIEHHBIM pac-
tBopoM NaHCOj;. BrimaBmmii B 0cafiok IPOJAYKT OTIEINSIOT BaKyyM-(HIbTpaluel, pacTUpaIOT ¢ alleTOHUTPHU-
noM u cymat npu 40°C.

Boixon: 240 mr (59,1% ot Teopuu). CosHpsCIN;O (M = 433,99). Paccu.: monekynspublii muk (M+H)':
434/436; obmapyx.: Monexyasapubiii muk (M+H)": 434/436. 3nauenne Ry 0,22 (cunukarens, CH,Cl,/MeOH/
NH; B cootHomenuu 9:1:0,1).

[pumep 2.89. {2-[4-(3-AuMeTHIaMIHOTTUPPOIHINH- | -HIMETIIT)EHUI | 3T faMu  4'-X0pOudeHn-4-
KapOOHOBOM KHCIIOTHI.

O cl

Pe
\/N"CL\/Q/\/O

K pactBopy 60 mr (0,14 mmomns) {2-[4-(3-amuHONIEppONMUANH- | -HiMeTHi ) eHm |31  amuaa 4'-XI10pou-
(hernn-4-kapOOHOBON KHCIOTHI B 5 Ml arjeronuTpuia noodasiaor 0,12 mur 37%-Horo BoxHOro pactopa (op-
Manpaeruaa, 28 mr (0,45 mmonst) NaBH;CN u onHy Kammio JenssHoW YKCycHOU KucioThL. [locie aToro peakim-
OHHYIO CMECh OCTaBIISIOT Ha HOYb nepememmBaThes pu KT, a 3aTem cMemmBaioT ¢ pa30aBiIeHHBIM PacTBOPOM
NaOH u EtOAc. [lanee ¢asbl pa3nensior, opranudeckyto ¢asy cymar nan MgSO, u nociie 3Toro yJaajsiior
OCYIINTENb U PaCTBOPHUTENb. OCTATOK OUMIIAIOT KOJOHOYHOH XpoMaTorpaduei.

Beixoa: 10 mr (15,7% ot teopun). CogH3,CIN;O (M = 462,04). Paccu.: Monekyssipublii nuk (M+H)':
462/464; 06Hapy.: MONeKyIApHbIi muk (M+H)": 462/464. Bpems yaepxupanus ripu XXBJI: 5,16 Mun (Meton
A).

[Mpumep 2.90. tper-bytunossiii adup [1-(4-{2-[(4'-xnopOudenun-4-kapOOHUIT)aMUHO |9THIT } OCH3HIT)ITHP-
POIMINH-2-UIMETHI [KapOaMUHOBOH KHCIIOTHI.

O cl

aort
.

VYkazaHHOE COeIMHEHHE MOIYyYaloT aHajiormdHo mpumepy 2.76 m3 230 mr (0,54 mmorst) [2-(4-Opomme-
tindenmn)atwi|amunaa 4'-xmopoudenun-4-kapooHoBoit kKuciotsl u 116 mr (1,10 Mmmoins) TpeT-0yTHIIoBOrO 3¢hu-
pa TUPPOTUINH-2-UIMETHUIIKAPOAMIUHOBOM KUCIIOTHI.

Beixon: 230 mr (78,3% ot Teopun). Cs,H3sCIN;O; (M = 548,13). Paccu.: monekynspHbiii muk (M+H)':
548/550; obmapyx.: MomekymspHblii mmk (M+H)": 548/550. 3mauenme Ry 0,35 (cuiukarens,
CH,Cl,/MeOH/NH; B cootHomienuu 95:5:0,5).

[Mpumep 2.91. {(2-[4-(2-AMuHOMETUITTUPPOTUIUH- | -unmMeTHI)peHun |aTin famun  4'-xnopOudenun-4-

KapOOHOBOW KHCIIOTHI.
l ci

H
. O
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H\N ‘
1
H

VYka3aHHOE COEMHEHNE MOIyYaloT aHaIorndHoO npumMepy 2.88 u3 230 mr (0,42 mmMonst) TpeT-OyTHIIOBOTO
apupa  [1-(4-{2-[(4"-xn0opoucenni-4-kapOOHHIT)aMHHO |3THII } OEH3WII )T PPOITUANH-2-NIMETIII |[KapOaMHUHOBOM
KHCIIOTHI.

Berxon: 188 mr (100% ot teopuu). Cp;H30CIN;O (M = 448,01). Paccu.: monekynsapublii muk (M+H)':

-87 -



012834

448/450; obHapyx.: Monexyasapubiii muk (M+H)": 448/450. 3nauenne Ry 0,35 (cunukarens, CH,Cl,/MeOH/
NHj; B cootHomenuu 9:1:0,1).
IIpumep 2.92. {(2-[4-(2-IumeTHIIaMIHOMETHITUPPOIUANH- | -rmmeTrin)hennn [aTmn famun 4'-xnopoude-
HUIT-4-KapOOHOBOM KHUCIIOTHI.
O

e
N
9\/©/\/0
AN
N
/

VYkazaHHOE COETUHEHHE MONy4aroT aHajormyHo mpumepy 2.89 u3 40 mr (0,09 mmons) {2-[4-(2-
aMUHOMETHIITUPPOTUANH- | -unmeTin)peHmn |3t famuna  4'-xmopoudenmn-4-kapooHoBoit kuciaotel, 0,08 i
37%-n0ro BogHOTO pactBopa dpopmansaeruna u 19 mr (0,30 mmons) NaBH;CN.

Brixox: 10 mr (23,6% ot teopun). CroH3,CIN;O (M = 476,07). Paccu.: MonekynspHsiii muk (M+H)™:
476/478; oOHapyxk.: Monekymspubii mmk (M+H)': 476/478. 3mauenme Ry 0,12 (cunmkarens,
CH,Cl,/MeOH/NH; B cootHomienuu 9:1:0,1).

[Mpumep 2.93. {(2-[4-(2-Metun-2,6-nuazacimpo|3.4]oxr-6-mnmerin)peHui |aTmn f amun 4'-xsopOudenu-

4-kapOOHOBOM KUCIIOTHI.
! Cl

\N
H
O
G

VYka3aHHOE COEJIMHEHHE IOJYYaloT aHaJIOTHYHO mnpumepy 2.76 u3z 250 wmr (0,58 wmmonsa) [2-(4-
Oopommermipennn)atui Jamuna 4'-xsopoudenu-4-kapoonooii kuciotsl, 97 mr K,CO;3 u 81 mr (0,64 mmons) 2-
MeTHII-2,6-1ua3zaciupo[3.4]okTaHa, IpH 3TOM NPOTYKT OUHMINAIOT ¢ moMoIkio JKXB/I.

Beixon: 20 mr (7,2% ot Teopuu). CoH3CIN;O (M - 474,05). Paccu.: monekyssipubiii nuk (M+H)':
474/476; oOmapyx.. Monekyaapueii mumk (M+H)": 474/476. 3nauenme Ry 0,20 (cuiMKares,
CH,Cl,/MeOH/NH; B cootHomienuu 9:1:0,1).

Mpumep 2.94. 3-[(4-{2-[(4"-xmopOuthermn-4-kapOOHUIT)aMHHO |3THIT } OCH3HII ) STHIIAMITHO | IPOITHOHOBAS

KHCJIOTA.
! Cl
H
( N O
HO \[(\/N\/Q/\/ o
o]

Cycnensuto 257 mr (0,6 mmoist) [2-(4-6pommeTrndernn )3T lamuaa 4'-xaopoudenni-4-kapOoHOBOH Ku-
cnotsl, 166 mr (1,2 mmoist) K,CO; u 138 mr 3-3tminaMHHOIPONTMOHOBOM KHCTIOTH (0,9 MMOJIS, MCTIONB3yeMOit B
BUJIe ruzpoxiopuaa) B 20 il aneToHuTpuIIa nepeMenrBatot B teuenue 3 quei npu KT. [lanee nobasisior 5 mi
JAM®, narpesatot 10 50°C 1 BRIACP)KUBAIOT MIPH 3TON TemrepaTrype B TedeHue 3 4. [locie 3Toro peakimoHHyIo
cMech QUITBTPYIOT, PUIBTPAT KOHIICHTPUPYIOT M OCTATOK OUHINAOT ¢ moMoinbio JKXB/I.

Brixox: 50 mr (17,9% ot Teopun). Co;H,0CIN,O; (M = 465,0). Paccu.: monexynapseii max (M+H)™:
465/467; obHapyxk.: MoJieKyIapHbIi muk (M+H)': 465/467. Bpems yaepxkusanus npu JKXBJI: 5,85 mun (Meton
A).

[Mpumep 2.95. Metmnossiii adup (S)-1-(4-{2-[(4'-xnopoudennn-4-kapOOHMIT)aMUHO |3 THII } OEH3UI ) TUPPO-
TN INH-2-KapOOHOBOM KHCIIOTHL.

.

Ee¥eas -

2.95.a. DtunoBsii 3¢up 4-{2-[(4'-xmopoutermn-4-kapOOHNIT)aMHHO [3THI } OCH30HHON KHUCIOTHL.

YkazaHHOE COETMHEHHE MOY4aroT B COOTBETCTBUH C oOmeit metommkoi I m3 10,0 T (42,98 mmomst) 4'-
xnopoudennn-4-kapboHoBorr KUCIOTH U 9,87 T (42,98 Mmos) atunoBoro 3¢upa 4-(2-aMUHOITHI)OEH30HHOM
KHCJIOTBI.

Brixox: 10,64 1 (60,7% ot Teopun). C,sH»CINO; (M = 407,90). Paccu.: MonekynspHeii muk (M+H)"™:
408/410; obHapyx.: MoeKysapHbIi mux (M+H)": 408/410.
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3nauenue Ry 0,87 (cumukarens, CH,Cl,/MeOH 95:5).

2.95.6. 4-{2-[(4'-Xnopoudenmi-4-kapOOHUIT)aMHHO |9THII | OCH30HAsI KHCIIOTA.

K pactBopy 10,64 1 (26,08 Mmomns) stunoBoro >¢upa 4-{2-[(4'-xnopoudennn-4-kapOoHNUIT)aMUHO |3THIT }
6en3oitaoit kuciotel B 100 M EtOH pobGasmsiror 14 mMn 2-momnsipaoro pactBopa NaOH, mociie 4ero peakiimoH-
HYI0 cMech HarpeBaioT 10 60°C u oCTaBIAIOT Ha HOYb TP ITON TeMmmeparype. 3aTeM BHOBB 100aBisioT 30 Mt
pactBopa NaOH u BbIZIepKUBAIOT NPU YKa3aHHOW TeMIlepaType elle B TeueHue nocieaywmux 3 4. Jlanee 3Ha-
yeHne pH peakLMOHHON cMecH ycTaHaBIMBAIOT Ha 6-7 ¢ momotibio 1-momsipHoro pactBopa HCI, BeimaBmii B
0CaJI0K MPOAYKT OT(GUIBTPOBBIBAIOT U CYLIAT B BaKyyMe.

Beixon: 7,65 1 (77,2% ot Teopun). CyHxCINO; (M = 379,85). Paccu.: monekynspusii muk (M+H)':
380/382; o6Hapyx.: MosekyspHsIii ik (M+H)': 380/382. Bpems ynepsxusanus npu XKXBJI: 8,1 mun (meton A).

2.95.8. [2-(4-T'unpoxcumernndennn)atmi|amun 4'-xaopoudeHnin-4-kapOoHOBOH KHCIOTHI.

K pactBopy 7,2 T (18,97 mmoms) 4-{2-[(4'-xmopoudeHnn-4-kapOOHUIT)aMHHO |9THII } OCH30HHOH KHCIOTHI B
150 mn cyxoro TT'® mobasmsror 3,24 1 (20 mmomneit) KW, nociie yero peakIMOHHYIO CMECh HAarpeBaloT 10
50°C u BBIICPKUBAIOT IIPH 3TOH TeMIlepaType B TeueHne 2 4. DTOT pacTBOp 3aTeM JOOABISIOT K cycrieH3uu 1,44
r (38 mmoneit) NaBH, B 5 Mt BOJBI U ITepeMEIIMBaIOT B TEUEHUE TIOCIEAYIOMIEro Jaca. 3areM 3HadeHue pH pe-
aKIIMOHHOW CMECH YCTaHABJIMBAIOT Ha 6-7 ¢ momolnsio 1-MosspHoro pacteopa HCI 1 TIatensHo SKCTparupyoT
EtOAc. Opranunueckyto ¢a3y npomsiatoT pacrBopoM NaHCO; u Bonoii u cymat vag MgSOy. [ocne ynanenus
OCYIIHTEISl U PACTBOPUTENISI OCTATOK OUYMINAIOT XxpomaTorpadueii (cunukarens, CH,Cl,/MeOH B cooTHowIeHUH
9:1). IlockonbKy B MPOIYKTE BCE €Il1e MPUCYTCTBYET HAYKT, ONHUCAHHYIO BBIIIE MIPOLEypy MOBTOPSIOT, UCTIONb-
3ys pCarc¢HThbl B KOJIMYCCTBAX, YMCHBIICHHBIX Ha 50% ot YKa3aHHbIX.

Brixox: 2,85 T (41,0% ot teopun). CoH,oCINO, (M = 365,86). Paccu.: Monexynapseii muk (M+H)" :
366/368; obHapyk.: MonekynsapHblil muk (M+H)": 366/368. Bpems ynepxupanus npu XXXBJI: 8,0 Mun (Meton
A).

2.95.r. 4-{2-[(4'-Xnopbudenmn-4-kapOoHIIT)aMHHO [3THIT } OEH3WIOBBIN 3(GHUP METaHCYJIH(OHOBOH KHUCIIO-
THI

K pactBopy 1,0 r (2,73 mmomns) [2-(4-rugpoxcumeTiiideHin )3T |amuaa 4'-xmopoudennn-4-kapOooHOBOM
kucnotsl B 100 Mt cyxoro TI'® nobasisitor 1,25 Mt (9 mmorneit) TpuaTmiiamuHa 1 oxitaxaarotr 1o -20°C. 3arem
o KarusM no6asirttor 0,64 mi (8,2 MMOIIST) XJIOpaHTUAPUIAa METAaHCYIb()OHOBOHM KUCIIOTHI M IEPEMEIIUBAIOT B
TEYeHHE TOCIICAYIONHNX 2 ¥ MpH 3ToH Temmeparype. Janee nobasmsrot 5%-uerii pactBop NaHCO; u TmatensHoO
skcrparupyoT EtOAc. Opranndeckyro ¢asy cymar Hag Na,SO,4, yIansioT OCYIIUTENb H PAaCTBOPUTENb M OCTa-
TOK cymaT B Bakyyme npu 30°C.

Beixon: 1,21 1 (99,7% ot teopun). Cr3H,,CINO,S (M = 443,95). Paccu.: Monekyssipubiii muk (M+H)':
444/446; obHapyx.: Moneky sapHbiii muk (M+H)™: 444/446. Bpems yaepxusanus mpu JKXBJI: 8,8 mun (Meron
A).

2.95.1. Metunoseiii 3¢up (S)-1-(4-{2-[(4'-xmopoudenuni-4-kapOOHMIT)aMHHO |3THI } OCH3II ) TUPPOJTUIUH-
2-kapOOHOBOM KUCIIOTHI.

PactBop 50 mr (0,3 Mmoust) MeTHIIOBOTO 3dupa (2S)-MUppoauIuH-2-KapOOHOBOH KHCIOTHI (MCIIOIB3yeMO-
ro B Buje ruapoxiopuaa) u 0,7 mi (0,5 mmons) tpudtinamuHa B 4 M JIM® B Teduenue 20 MUH epeMEIIHBAIOT
B atmocdepe N, npu KT. lanee nodasmstor 111 mr (0,25 mmoust) 4-{2-[(4'-xnopoudennn-4-kapOoHnT)aMruHO |
9THI } OCH3UIIOBOTO 3(Hpa MEeTaHCYIb()OHOBON KUCIOTHI, OCKe Yero HarpesaroT 10 60°C u BBIAEPKHUBAIOT IPU
3TOH Temmeparype B TeueHHe 2 4. 3aTeM PeakIMOHHYIO CMECh KOHLEHTPUPYIOT B BAKyYME M OCTAaTOK OYHIIAIOT
¢ momorbio XKXB/I.

Bexon: 4 mr (3,4% ot teopun). CygHpCIN,O3 (M = 477,01). Paccu.: MONEKyIApHBIN MHK M+H)" :
477/479; obHapy.: MoneKynapHblii muk (M+H)": 477/479. Bpems ynepxupanus pu KXBJI: 6,51 Mun (Meton
A).

Ipumep 2.96. {2-[4-(2-Metwnnunepuaus- 1 -nimetin)beHua |t famun 4'-x10poudeHnn-4-kapOooHOBOM

KHUCJIOTBI.
i Ci
1 O
N
T

VYka3zaHHOE COCJMHEHHE IMOJIyYaroT aHajormyHo mnpumepy 2.95.n1 u3 111 mr (0,42 mmomns) 4-{2-[(4'-
xJtopOudeHu-4-kapOoHUIT)aMUHO |9THIT } OEH3UIIOBOTO 3upa MeTaHCyIb(GoHOBOH KucaoTh! U 35 MK (0,3 MMo-
JIsT) 2-MeTHINUIEepHIMHa 0€3 NCIOIb30BaHUs TPUITUIIAMHHA.

Beixon: 7 mr (6,3% ot teopun). CogH3 CIN;O (M = 447,03). Paccu.: Monekynspubiii muk (M+H)':
447/449; obHapyx.: Monekyspubiii muk (M+H)': 447/449. Bpems yaepxusanus npu KXBJI: 6,4 mun (Meton
A).

[pumep 2.97. {2-[4-(2-MeTunmupponuIiH- | -MIMETIIT) SHII [ STHI } aMHT 4'-xopoudenmnn-4-
KapOOHOBOM KHCIIOTHI.
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VYka3aHHOE COeIMHEHHE MNOIydYaroT aHajornuyHo npumepy 2.95.1 m3 111 mr (0,42 mmomst) 4-{2-[(4'-
xJytopOudenu-4-kapOoHMIT)aMUHO |9THIT | OCH3UI0BOTO upa MeTaHCyIb(GoHOBOH KucaoTs! U 32 MK (0,3 MMo-
J151) 2-MeTHINHPPOIUANHA 0€3 UCTI0Ih30BaHMUS TPHATIIIAMITHA.

Berxon: 2 mr (1,8% ot Teopun). C,7H,0CIN,O (M = 433,0). Paccu.: monexynspusrii mux (M+H)': 433/435;
o6Hapyk.: MoneKyspHeii muk (M+H)': 433/435. Bpems ynepxusanus npu KXBJI: 6,3 mun (MeTox A).

Ipumep 2.98. (2-{4-[(LIuIOMPONUIMETHIAMHHO )METHI | (heHM | 3T )aMu 4'-X10pOoudeHn-4-kapooHo-

BOM KHCIIOTBI.
l cl
1)
N
,? Y‘/‘
A\/N 0

VYkazaHHOE COEIAWHEHHE IONydaloT aHajormyHo mpumepy 2.95.n m3 111 mr (0,42 mmoms) 4-{2-[(4'-
xJ1opOudeHu-4-kapOOHUIT)aMUHO |3THIT } OSH3UIIOBOTO 3dupa MeTaHCyIb(HoHOBOI KucaoTh! U 26 Mk (0,3 MMo-
J151) TUKJIONPONMIMETHIaMUHA G€3 UCIIOIb30BaHMs TPUITHIIAMMHA.

Beixonx: 4 mr (3,8% ot Teopun). CoHy7CIN,O (M = 418,97). Paccu.: mosekynspHbii muk (M+H)':
418/420; obHapyx.: Moneky sipublii muk (M+H)™: 418/420. Bpems yaepsusanus mpu XKXBJI: 6,4 mun (Meton
A).

Mpumep 2.99. {2-[4-(3,4-qurunpo-1H-u3oxuHonnH-2-mimetmn)deHmn |3t famu - 4'-xiopoudenun-4-

KapOOHOBOW KHCIIOTHI.
Cl
" \n/‘/‘/g]
N
SOVORR: :

VYkazaHHOE COCIMHEHHE IIONydYaloT aHajormyHo mpumepy 2.95.n m3 111 mr (0,42 mmoms) 4-{2-[(4'-
xnopoudeHm-4-kapOOHIIT)aMIUHO |3THI } OSH3MIIOBOTO dupa MeTaHCyIb()oHOBOM KuciIoTh 1 40 mr (0,3 MMOIIsT)
1,2,3,4-TeTparuapon30XMHONINHA 0€3 MCIIOIb30BaHHS TPUATHIIAMUHA.

Beixon: 21 mr (17,5% ot teopun). CygHysCIN,O (M = 481,04). Paccu.: Monekyssipupiii muk (M+H)':
481/483; obHapyx.: Moneky spubiii muk (M+H)™: 481/483. Bpems yaepsxusanus mpu XKXBJI: 6,8 mun (Meton
A).

[Mpumep 2.100. [2-(4-{[(2-I'mapokcuaTiiI)MeTHIaAMUHO [MeTII } peHmrn )T Jamuy — 4'-xsopOudenun-4-

KapOOHOBOW KUCIIOTHI.
He N
0/\/

VYka3aHHOE COeIMHEHHE MNOIydYaroT aHajornuyHo npumepy 2.95.1 m3 111 mr (0,42 mmoms) 4-{2-[(4'-
xnopoudeHmn-4-kapOoHIIT)aMIHO |3THI } OeH3MWIIOBOTO d(hupa MeTaHCynb(hoHOBOM KucmoTel U 24 Mk (0,3 Mmo-
J151) 2-MeTHIIaMHHO3TaHOIa 0€3 HCIOIB30BAHUS TPUITHIIAMUHA.

Bexon: 13 mr (12,3% ot Teopun). CysHyCIN,O, (M = 422,96). Paccu.: mosekynsapublii muk (M+H)':
423/425; obuapyx.: Moneky spHbiii muk (M+H)™: 423/425. Bpems yaepsxusanus mpu XKXBJI: 5,8 mun (Meron
A).

Ipumep 2.101. {2-[4-(2,6-AumeTunnunepuaut- 1 -uamerin)heHu |3t} amua 4'-xaopoudenun-4-kapoo-

HOBOM KHCIIOTEI.
] cl
HY‘/‘/
N O
W I

VYka3aHHOE COEJMHEHHE IOoJIy4yaloT aHanoruyHo npumepy 2.95.J1 u3 111 mr (0,42 mmons) 4-{2-[(4'-
xJtopOudenu-4-kapOoHMI)aMUHO |9THIT } OCH3UI0BOTO upa MeTaHCyIb(GoHOBOH KucaoTs! U 41 MK (0,3 MMmo-
J151) 2,6-TMMETHIIHIIEpUIMHA 0€3 MCIIOIb30BaHNS TPHATHIAMHUHA.

Beixon: 8 mr (6,9% ot teopun). CyH33CIN,O (M = 461,05). Paccu.: Monekynspubiii mak (M+H)':
461/463; obHapyx.: Monekyspubii muk (M+H)': 461/463. Bpems yaepxusanus npu KXBJI: 6,6 mun (Meton
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A).
Ipumep 2.102. [2-(4-Azetuaun- 1 -unmeTrapeHn ) T |amu 4'-x1opoudenuni-4-kapOOHOBOK KHUCIIOTHI.

O Cl
o O

VYka3zaHHOE COEJMHEHHE IMOJIyYaroT aHajormyHo npumepy 2.95.n u3 111 mr (0,42 mmomns) 4-{2-[(4'-
xJtopOudenu-4-kapOoHMIT)aMUHO |9THIT } OSH3UI0BOTO upa MeTaHCy Ib(GoHOBOI KucaoTs! 1 20 MK (0,3 MMo-
JI51) a3eTuIMHa 0e3 UCTIOIb30BaHMS TPHITHIIAMUHA.

Beixon: 3 mr (3,0% ot teopun). CosHysCIN,O (M = 404,94). Paccu.: monekynspubiii muk (M+H)':
405/407; obHapyx.: Monekyspusii muk (M+H)': 405/407. Bpems yaepxusanus npu KXBJI: 5,9 mun (Meron
A).

Mpumep 2.103. {2-[4-(2,5-Aurunpormppoin-1-unmerwn)herun [3tin famuy 4'-xnopoudenmn-4-kapOoHo-

BOM KHCIIOTBI.
cl
Pe I
N
4
N o)

VYkazaHHOE COeIMHEHHE IIONydaloT aHajorudHo npumepy 2.95.1 m3 50 mr (0,11 mmoms) 4-{2-[(4'-
xJ10poudeHmIT-4-KapOOHMIT)aMUHO |3TIIT } OeH3MmIoBOrO 3hupa MeraHcysib(hoHOBOW kuciaoTel u 11 mxn (0,14
MMmoJs) 2,5-puruapo- 1 H-iupposta 6e3 ncnonb30BaHus TPUSTHIIAMUHA.

Beixon: 18 mr (38,2% ot Teopun). CrgHosCIN,O (M = 416,95). Paccu.: monekynspubiit mux (M+H)':
417/419; o6Hapyx.: MonekyspHbii muk (M+H)": 417/419. Bpems ynepxusanus npu XKXBJI: 6,2 mun (MeTon
A).

[pumep 2.104. {2-[4-(2,5-Aurunpormppon-1-mnmmermn)derun |3tin famun 4'-6pomoudenmn-4-kapOoHo-

BOI KUCJIOTBI
‘ Br
H
1 [
4
N o]

2.104.a. DTunoBslit 3¢up 4'-6poMoudeHnT-4-KapOOHOBOM KHUCIIOTHI.

VYka3aHHOE COeIMHEHHE MOIy4aloT aHaJIOTHYHO npumepy 2.46.6 u3 1,22 mu (7,47 Mmmoust) 3TUiI0BOrO 3¢hu-
pa 4-6pomben3oiiHoN KUCIOTh U 1,8 T (8,96 MMOoIIst) 4-0poMbeHIIO0POHOBOM KUCIIOTHI IIPHU HAIPEBAHUHU C 00-
PaTHBIM XOJOJMIBHUKOM B TeueHue 72 4. [IpoyKT KpUCTaTU3YIOT U3 alleTOHUTPUJIA.

Beixon: 293 mr (12,8% ot teopun). CisH;3BrO, (M = 305,17). Paccu.: monexynspubiii muk (M+H)':
304/306; obmapyx.: mMonexyaspueiii muk (M+H)': 304/306. 3nauenne Ry 0,9 (cummkarems, meTponeifHbIit
3¢up/EtOAc B cooTHOmEHNH 6:4).

2.104.6. 4'-bpombudenni-4-kapooHOBas KUCIOTA.

K pactBopy 270 mr (0,89 mMmonst) atunoBoro adupa 4'-6pomOudperni-4-kapooHOBOH KUCIOTH B 10 M
EtOH no6asnsrot 1,24 mn 2-momsipHOTO pactBopa NaOH 1 peaknmoHHYIO CMech ITepeMeIInBaoT B TEUEHHE 2 1
npu KT. [lanee 3nauenune pH ycranaBiuBaroor Ha 6-7 ¢ nmomouipto 1-mossproit HCI u BhInaBminii B 0caiok npo-
IOYKT OT(UIBTPOBBIBAIOT U CyIIAT.

Bexox: 205 mr (83,6% ot teopun). C;{HoBrO, (M = 277,12). Paccu.: monekymsapusiii nmuk (M-H):
275/277; obHapyx.: Monekymsipablid ik (M-H): 275/277. Bpems ynepxuBanus npu KXB/I: 8,5 mun (meron
A).

2.104.B. [4-(2-AMUHOSTHII ) PESHUII [METAHOI.

K 5,8 1 (39,41 mmoust) (4-runpoxcumermndennn)aneronurpuia (cM. nmpumep 1.1.1) B 116 M metaHoss-
Horo pactBopa NH; noGasinsitor 580 Mr HuKens PeHest 1 peakIMOHHYIO CMeCh THAPHUPYIOT Ipu nasieHuun Hy 50
¢ynToB/kB.moiM. Ilo 3aBepIIeHNN peakuny KaTalu3aTop OTQHUIBTPOBBIBAIOT, YAAISIOT PACTBOPUTENb M OCTa-
TOK OYHIIAIOT XpoMaTorpadueii (cummkarens, EtOAc/MeOH/NH; B cootHOomenwn 7:3:0,3).

Bexon: 3,9 r (65,4% ot teopun). CoH ;sNO(M= 151,21). Paccu.: monexynsapusiii nux (M+H)': 152; o6Ha-
py.: Moneky spubiii muk (M+H)": 152. 3nauenne Ry 0,18 (cuukarens, EtOAc/MeOH/NH; B cooTHOImEHHH
8:2:0,2).

2.104.r. per-byTuioBsiii a3¢up [2-(4-rugpokcume T eHNIT)ITHI |KapOaMHUHOBOM KHUCIIOTHI.

K pactBopy 2,5 r (16,53 mmoust) [4-(2-amunostin)denus|meranona B 50 min CH,Cl, npu KT noGasnsitor
17,36 ma 1-monsiproro pactBopa BOC-anrunpuna 8 CH,Cl, n peakiioHHYI0 CMeCh OCTaBIISIIOT Ha HOYb Iepe-
memmBathest pu KT. anee no6asisitor 100 mut pacteopa KHSO,, opranudeckyro a3y OTACIAIOT, IPOMBIBAIOT
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ee pa3basineHHBIM pactBopoM NaHCO; u Bozoit u cymat Hax MgSO,. [ocie ynanmeHus OCyIHTENS U pacTBOPH-
TEJNS MOMYYaroT HEJIEBOH MPOIYKT.

Bexon: 4,06 T (97,7% ot teopun). Ci4Hy NO; (M = 251,33). Paccu.: MOJEKyISIpHBINA THK (M+H)": 252;
06Hapyk.: MoneKysipHblit mukx (M+H)': 252. Bpems ynepxusanus npu XKXBJI: 6,4 mun (Mmeton A).

2.104.x1. per-bByTHioBslit a3¢up [2-(4-x10pMeTHIDEHUI)ITHI [KapOaMUHOBOW KUCIIOTHI.

K pactBopy 2,6 r (10,35 mmodst) Tper-OyTriioBoro adupa [2-(4-ruapoKCHMeTHIPEHIIT)ITHI [KapOaMHuHO-
Boit kuciotel B 50 M CH,Cl, mobasistror 1 Mt mupuauHa, oxnaxaarotr 10 0°C u gobasmsaror 1,03 mu (12,41
MMOJISI) THOHWJIXJIOPHAA. 3aTeM CMeCh BBIAEpKHUBAIOT B TeueHHe 1 1 mpu 0°C, mocie 4ero Jar0T HarpeThes 0
KT. Jlasiee peakilMOHHYIO CMECh ITPOMBIBAIOT BOJIOH, pa3daBieHHbIM pactBopoM KHSO, 1 BHOBB BOJIOH, CyIIaT
Haa MgSO,4 1 QUIBTPYIOT Yepe3 aKTHBHPOBAHHBIN yrofib. [lociie yaneHust pacCTBOPUTEIIS MOJYYarOT MPOAYKT B
BUJIE MacJa, KOTOpoe 0e3 TOMOIHUTEIHLHON UCTIONB3YIOT B CIICIYIONIEH peakiny.

Bexon: 1,8 r (64,5% ot teopun). Ci4HyCINO, (M = 269,77). Paccu.: monexymnspubiii muk (M-H):
268/270; obuapyx.: MonekyssipHelii muk (M-H): 268/270. 3nauenue Ry 0,62 (cunmkarenb, IeTpOJICHHBIN
3¢up/EtOAc B cooTHOImIEHNH 7:3).

2.104.e. tper-bytunoBeii 3¢up {2-[4-(2,5-quruaponuppoi- 1 -maMe )G eHu | 3T } KapOaMUHOBOH  KH-
CIIOTHI.

K pacropy 1,4 r (5,19 Mmosst) TpeT-0yTusioBoro adupa [2-(4-xmopmeTrindeHun )T |kapoaMUHOBON KH-
ciotel B 50 mut anetonuTpuia noo6asmstor 2,37 r (17,13 mmons) K,CO3 m 0,8 mur (10,38 Mmoust) 2,5-murumpo-
1H-nupposna u ocrasisitor Ha Houb nepememnBathes mpu KT. 3atem peakuuonnyto cmech pazoasistor CH,Cly,
npoMbIBatoT Bojod u cymar Hag MgSO,. Ilocne ynaneHus oCymIMTENsl U PaCTBOPUTENS MOJIYYalOT IEJIEBOM
MIPONYKT.

Bexox: 1,46 1 (93,0% ot Teopun). CisHysN,O, (M = 302,42). Paccd.: MONEKYISAPHBINA MTHK (M-i-H)+ 1 303;
o6Hapyx.: Monekynapusii muk (M+H)": 303. 3uauenne Ry 0,15 (cunmxarens, nerponeiiusiii >¢up/EtOAc B
COOTHOIIICHUH 7:3).

2.104.x. 2-[4-(2,5-Auraaponuppoit- 1 -ummeTr ) peHu | 3 THITaMuH.

K pactBopy 1,21 T (4 Mmomns) Tper-OyTumoBoro >¢upa {2-[4-(2,5-muruapornuppoi-1-uamMeT)deHm |
9T f kapoamMuHOBO# KucioTel B 50 Mi CH,Cl, mobaBisroT 5 M1 TpuGTOPYKCYCHOM KUCIOTHI M IEPEMEIITUBAIOT
B Teuenne 2 4 npu KT. 3aTem peakiMoOHHYIO CMeCh KOHIIEHTPUPYIOT B BAKYyM€, OCTATOK CMEIIUBAIOT C BOJIOH U
CH,Cl, n noamenaunBatot pactBopom K,COjz. Opranuyeckyro ¢asy OTIACISIOT, NPOMBIBAIOT BOJOH U CyIIaT
Hag MgSO,. [Tocie ynaneHus OCyIIMTENS U pAaCTBOPUTEIS MOTYYAIOT [EJIEBOH MPOIYKT.

Beixon: 0,35 r (43,3% ot teopun). C;3H N, (M = 202,30). Paccu.: monexynsipasiii muk (M+H)': 203; 06-
HapyX.: MOneKynspHslil muk (M+H)™: 203. 3nauenue Ry 0,05 (cunuxarens, EtOAc/MeOH/NH; B cooTHOmEHNN
9:1:0,1).

2.104.3. {2-[4-(2,5-Aurnaponuppoi-1-nnmernn)denwn |3t famun 4'-6pomOndennn-4-kapooHOBON Ku-
CJIOTHI.

VYkazaHHOE COeITUHECHHE IONyJaroT B COOTBETCTBUHU ¢ obOmieit Meroaukoit I u3 139 mr (0,50 mmomst) 4'-
opomoOudenni-4-kapoonosoit kucinotel u 101 mr (0,50 mmomns) 2-[4-(2,5-guruaponuppot- 1 -ummerni)perun|
STHJIAMHHA.

Beixon: 21 mr (9,1% ot Teopun). CrgH,sBrN,O (M = 461,41). Paccu.: monekynsprbii muk (M+H)':
461/463; obHapy.: MoneKynapHbIii muk (M+H)": 461/463. Bpems ynepxupanus npu XXBJI: 6,46 Mun (Meton
A).

[Mpumep 2.105. {2-[4-(1-Orunmunepuaun-2-ui)hern |3t f amu 4'-xnopoudpennn-4-kapOoHOBOH KHCIIO-
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2.105.a. (4-Iupunun-2-undeHnn)aneTOHU TPUIL

VYka3aHHOE COeIMHEeHHE MOTy4aloT aHAIOTHYHO npuMepy 2.46.60 u3 0,52 mu (5,40 Mmmons) 2-6pomnupuan-
Ha # 1,0 r (5,96 Mmmoust) 4-nmanoMeTnipeHII00pOHOBOI KNCIIOTHL. T1ocie yaaneHus ocymuTess U pacTBOpHUTeE-
JIs1 OCTATOK PacTHPAIOT C JUHU3ONPOIHIOBEIM 3()UPOM M CyIIAT HA BO3AyXE.

Bexox: 0,76 T (72,5% ot teopun). C3H (N, (M =194,24). Paccu.: monekynspasiii muk (M+H)': 195; 06-
HapyX.: MoNeKyIapHblil ik (M+H): 195. Bpems yaepsxusaaus npu XKXB/I: 3,56 mun (Metox B).

2.105.6. 2-(4-Unanometmindennn)- | -3 THAMAPHITHAAAO T,

K pactBopy 760 mr (3,91 mmons) (4-mupuanH-2-undenwn)anetonutpuia B 5 M JIM® nobasnsror 0,38
M (4,7 MMOJIST) STHIIMOAM]IA U OCTaBJISAIOT Ha HOYb NepeMemuBaThes mpu KT. [ moHOTO 3aBepIiieHust peak-
IIUH pacTBOp B TeueHre 20 MUH BBIAEPKUBAIOT B MUKPOBOIHOBOI meun mpu 120°C. [Tocne 3Toro pacTBopuTeNH
BBINIAPUBAIOT B BaKyyMe, OCTATOK CMEIIUBAIOT ¢ BOJOH u 3kcTparupytoT EtOAc. BonHyro ¢asy kKoHIEHTpHpY-
10T, ocTtaTok pactupart ¢ TI'D u cycnensuio oxnaxaart 10 0°C. [IpoayKT OTAENSAIOT BaKyyM-puiabTpanueii u
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cymar npu 50°C.

Bexoa: 800 mr (58,4% ot Teopun). CisH;sIN, (M = 350,21). Paccu.: MOIEKyISpHBIA THK (M)" : 223; 06-
HapyX.: MOJeKyIApHbIit ik (M)': 223. Bpems ynepxusanus npu XKXBJI: 1,76 Mun (Meton A).

2.105.. 2-[4-(1-Dtunnunepuaut-2-ui)peHN [ THIAMHKH.

K pactopy 800 mr (2,28 mmoist) 2-(4-umanometwidennn)- 1 -atunmupuauaniinoauaa B 10 M1 MeTaHOIb-
Horo pactBopa NH; no6asnsiror 100 Mr Hukenst PeHes n peaklMOHHYIO cMech B TeueHHe 24 4 rHIpUpYIOT B aB-
Tokuase npu Aasienun 20 ¢pynTos/kB.aoiM u KT. [Tocie aToro karanu3arop OTAEIAIOT BaKyyM-(QHIbTpaKeH,
peaxiMoHHbIM pacTBop cMmemnmBaioT ¢ 100 mr PtO, u BHOBB ruapupytoT B TeueHue 30 1 npu KT u gasnenun 20
¢ynToB/kB.aoiM. Ilocnie ypaneHus Katanuzaropa IMOJIyYarOT MPOAYKT (B BHIE T'MIAPOUOIMJA), KOTOPBIH 0e3
OYMCTKH HCIOJIB3YIOT B ITOCIEAYIOIIEH peakiyy.

Bexoa: 700 mr (85,1% ot Teopun). CisHpIN, (M = 360,28). Paccu.: MOJEKYISIpHBIN MUK (M)+: 233; 00-
HapY’X.: MOJNEKyIApHbIi muk (M) ': 233.

Bpewms yaepxuanus npu JKXBJ: 0,93 mMuH (3m0onpoBaHre CMECHIO BOJA/alleTOHUTPIUT/MYypaBbHHAS KH-
cioTa B cooTHomeHnH 95:5:0,01 B M30KpaTHUECKOM PEXHME B TCUCHHUE 8 MUH).

2.105.r. {2-[4-(1-Otunmunepuaus-2-wi)henwnn |3tun f amun 4'-xmopoudennn-4-kapOOHOBOK KHUCIIOTHI.

YkazaHHOE COeIMHEHHE TOIYyJaloT B COOTBETCTBUU ¢ oOmei meromukoi I u3 480 mr (1,33 mmomst) 2-[4-
(1->TunmunepuanH-2-wn)deHn [3TuiIaMuHa (ICroas3yeMoro B Bue ruaponoanaa) u 310 mr (1,33 mmomns) 4'-
xJI0pOudeHNIT-4-KapOOHOBOM KUCIOTHI.

Brixox: 20 mr (3,4% ot teopun). CsH3 CIN,O (M = 447,03). Paccu.: monekynspubii muk (M+H)™:
447/449; obHapy.: MoeKyIapHbIil ik (M+H)": 447/449. Bpems yaepxupanus pu XXBJI: 6,68 Mun (Meton
A).

[Mpumep 2.106. [2-(1-Tupponuaun-1-unuanan-5-un)atun |amus 4'-xaopoudennin-4-kapOoHOBON KHCIOTHI.

-
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T

0

2.106.a. Otunossrii 3¢up (E)-3-(1-okconHaan-5-wi)aKkpuiIoBOd KHCIOTHI.

K pactBopy 4,64 t (21,99 mmosst) S-Opomunaan-1-ona B 110 mi TpustTmiamuaa B atmocdepe N, mobas-
10T 5,96 M (55 mmoneit) stuioBoro 3gupa akputoBoi kuciotel, 275 mr (1,21 mmons) Pd(OAc), u 704 mr
(2,31 mmomst) Tpu-o-TonmidochuHa, MOCIe Yero peaknnoHHyo cMmech HarpeBaroT 10 100°C u BBIAEP)KHBAIOT
IIPU 3TON TemIeparype B TeueHHe 4 4. 3aTeM pacTBOPHUTEIb OTIOHSIOT, ocTaToK cMemmuBaroT ¢ 150 min EtOAc n
100 M1 cmecu Bozbl co J1ba0M, noakucisitoT koHn. HCl, oprannueckyto ¢asy npomsisator 100 Mt BoJs! 1 cymaT
Hax MgSO,. [ocne ynaneHnst ocymmTeNnsi ¥ pacTBOPUTENSL OCTATOK OUYHMIIAIOT XpoMmarorpaduell (cuiimkarels,
rexcad/EtOAc B cooTHONIeHUH, n3MeHsrommemcs ot 9:1 mo 8:2).

Bexon: 4,0 r (79,0% ot teopun). Temneparypa mnasnenus: 100-102°C.

2.106.6. (E)-3-(1-okcomHman-5-mi)akpuiaoBas KUCIIOTA.

K pactBopy 4,0 T (17,0 mmoeit) stmnoBoro adupa (E)-3-(1-okconHman-5-m1)akpriioBoil KHCIOTH B 50 Mt
MeOH no6asimsttor 10 M 2H. NaOH u peakunoHHyI0 cMech B TedeHrne 30 MUH HarpeBaroT ¢ OOpaTHBIM XOJIO-
mubHUKOM. 3ateMm cMemuBaioT ¢ 11 mi 2H. pactBopa HCL, otronstor MeOH, KpuCTabl OTACNSAIOT BaKyyM-
¢unpTpanueit u cymar.

Bexon: 3,0 r (87,3% ot teopun). Temneparypa mnasnenus: 240-244°C.

2.106.8. 3-(1-OxconHaan-5-ui)IPONHOHOBAS KUCIIOTA.

K pactBopy 1,6 T (7,91 mmomns) (E)-3-(1-oxconnman-5-wmn)akpunoBoit KucioTsl B 50 mix MeOH nobasistror
150 mr 10%-Horo Pd/C u peakunoHHy0 cMech BCTpsxuBaioT B aBrokiase [lappa mpu KT u naBnennu H, 3 Gapa
1o Teopetudeckoro nornomenus H,. [lanee cmemmsaror ¢ 10 it 11. NaOH u ynansror pactBoputens. OctaTok
nojkucisitor paszdoasneHnoit HCL, tmarensHo sxctparupyoT EtOAc u opranuyeckyro ¢asy cymat Hag MgSO,.
[ocne ynaneHus ocylIuTens W pacTBOPUTENS OCTaTOK PAacTUPAIOT C TPEeT-OyTHIMETHWIIOBBIM 3(UPOM, 0CATOK
OTAEJSIOT BakyyM-(uibTpanueii u cymar.

Bexon: 500 mr (31,0% ot Teopun). C,H;,03 (M = 204,23). Paccu.: monekymsipasri muk (M-H): 203; 06-
HapyX.: MosekyisapHbri muk (M-H): 203. 3rauenne R¢: 0,45 (crmkarens, CH,Cl,/MeOH B cootHOmeruu 9:1).

2.106.r. Tper-bytunossiii 3¢up [2-(1-0KkCOMHIAH-5-11)3THI [KapOaMUHOBOM KHCIIOTHL.

1,6 r (7,83 mmoist) 3-(1-0KCOMHIAH-5-HT)[TPOIHOHOBOM KMCIOTHI J00ABISIOT B aTMOc(epe aproHa K 25 Mt
Tper-OyTanona u 2,5 mn tpudTHiamuna. K atomy pactBopy modassitot 2,22 mi (10,0 mMoneit) audeHnnoBoro
a¢upa azunopochopHO KUCIOTHL, TTOcie yero HarpeBaroT 10 80°C U BBIIEPKUBAIOT TPU 3TOW TeMIIEpaType B
TeueHue 3 4. 3areM peaKklHOHHYI0 CMECh KOHICHTPUPYIOT B BAKyyMe€ W OCTaTOK OYHMINAIOT XpoMaTorpadueii Ha

cuJIAKarese.
Beixon: 750 mr (34,8% ot teopun). Ci¢H, NO; (M = 275,35). Paccu.: Monexynsipasii ik (M)': 275; 06-
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HapyX.: MOJICKYJISIPHBIH ITHK (M)" : 275. 3nauenne Ry 0,65 (cumukarens, CH,Cl,/MeOH B cooTHOmEHHH 95:5).

2.106.a. Tper-byTuiossiit a3¢up [2-(1-ruapoKcuuHIaH-5-11)3THI |[KapOaMUHOBON KHCIIOTHI.

K pactBopy 700 mr (2,54 mmomst) Tper-OytuinoBoro 3¢upa [2-(1-okcomHman-5-m)3Tri|kapOaMIHOBOM
kucnotel B 70 M1 MeOH mnoprimsimu no6asisitor 700 mr (18,5 mmonst) NaBH, 1 ocTaBisitoT Ha HOYb epeMeEIIn-
Batbes ipu KT. 3aTeM peakiiMoHHBIN pacTBOp 0cTOpoxHO cMemmBatoT ¢ 10%-ubiM pactBopom KHSO,, pa3oas-
JSIFOT BOJIOW M TIIATENBHO 3KCTPAarupyroT TPeT-OyTHIMETHIIOBEIM d¢pupoM. OpraHudeckyro a3y MpOMBIBAIOT
Bono# u cymar Hax MgSO,. [locne ynanenus ocymmurelisi U pacTBOPUTEIISE OCTATOK OYHMINAIOT XpoMaTorpaduei
Ha CHJIMKarese.

Berxon: 350 mr (49,7% ot teopun). Ci¢H,3NO3 (M = 277,37). Paccu.: Monexynspssi mak (M)': 277; 06-
HapyK.: MONEKyIapHbIit ik (M)': 277. 3nauenne Ry: 0,30 (cuukarens, netponeiinsiii >3gpup/EtOAc B cooTHO-
meHnn 6:4).

2.106.e. Tpet-byTunossrii a3¢up [2-(1-mupponuauH- | -nIHHAAH-5-1I1)3 T |KapOaMIHOBOW KHCIIOTHL.

K oxnaxnearomy mo 0°C pactBopy 350 mr (1,26 mmodst) Tpet-OyTrioBoro s¢upa [2-(1-ruppokcunHmaH-
S-nn)atun|kapbamunoBoit kucnotel B 7,5 min CH,Cl, memnenHo mo kammsiM gobasisttor 109 mxor (1,5 mmors)
THOHWIXJIOpH A (pacTBopeHHOTo B HeOosbmoM konmmdecTBe CH,Cl,). 3aTeM mepemMemmBarOT B TEUSHUE TOCIIe-
nyroux 30 muH npu 10°C, mocne 4ero peakuoHHBIH pacTBOP CMEIIUBAIOT ¢ JIeAsSHBIM pacTBopoM NaHCO;,
OpraHuveckyro ¢asy OTHEISIIOT, IPOMBIBAIOT €€ XOJIOAHOW Bonoi U cymaT Hag MgSO,. [locne ymanenus ocy-
mmTens risTpaT oxyaxnaioT 1o 0°C, mo kamsM nobasistrot 417 Mk (5,0 MMoIteit) mUppouArHA U PeaKIIn-
OHHYIO CMECh OCTaBISIFOT Ha HO4Yb nepememmBaTbes npu KT. 3aTeM peakMOHHYIO cMech KOHLIEHTPHPYIOT U
OCTaTOK OYHILAIOT XpoMaTorpadueil Ha CuINKarese.

Beixon: 120 mr (28,8% ot Teopun). CooH30N,0, (M = 330,47). Paccu.: monexynsipusii mak (M+H)": 331;
o6Hapyk.: MonekysipHblit muk (M+H)": 331. Bpems ynepxusanus npu XKXBJI: 5,6 mun (Meton A).

2.106.x. 2-(1-ITupponuau- 1 -uianuHIAH-5-1T)3THIIAMUH.

K pactBopy 100 mr (0,3 mmoust) TpeT-OyTriioBoro s¢upa [2-(1-nmupponuaus- 1 -uinHIaH-5-11)3Tri |Kap-
6amuHOBO¥# KucoTH B 10 Mt CH,Cl, ipu cimabom oxnaxkaeHuu g00aBisroT 100 MK TpUTOPYKCYCHOM KHCIIO-
THI ¥ nepeMeinBaroT B Teuerne 1 4 npu KT. Jng nonHoro 3aBepuieHus! peakiyy IpH OXJIKAESHUH JIOTIOHH-
TenpHO cMermmBaioT ¢ 500 MK TpudTOPYKCYCHOH KUCIOTH 1 mepeMemuBaioT B Tederne 2 4 npu KT. Ilocne
9TOTO PEaKIHOHHYI0 CMECh KOHIICHTPHPYIOT B BaKyyMe W MPOIYKT (B BUIe OucTpudTopamnerara) 03 OUNCTKH
UCTIONB3YIOT B MOCJICAYIOMEH PEeaKIny.

Bexoa: 100 mr (72,7% ot teopun). CioH,4F¢N,O4 (M = 458,51). Paccu.: MONEKyISpHBIA MUK (M+H)" :
231; oOHapyX.: MOJIEKYJISIPHBIH MUK (M+H)": 231. 3nauenne R¢: 0,3 (cumukarens, CH,Cl,/MeOH/NH; B cooT-
Homenuu 9:1:0,1).

2.106.3. [2-(1-TTupponuaun- 1 -ununaaH-5-m)3Ti |amua 4'-xsmopoudeHun-4-kapOoHOBON KHUCIOTHI.

VYka3aHHOE COEMHEHHE IMOJYYal0T B COOTBETCTBHHU ¢ o0mei meroaukoii I uz 100 mr (0,29 mmons) 2-(1-
MUPPOJIMINH- | -MIIMHAAaH-5-1T)3THiIaMuHa (MCIIoNIb3yeMoro B Buje ouctpudropanerara) u 70 mr (0,3 mmoss)
4'-xnop6udenmn-4-kapOOHOBOH KUCIIOTHI.

Beixon: 40 mr (30,0% ot Teopun). CrgHagCIN,O (M = 445,01). Paccu.: monekynspubiit muk (M+H)':
445/447; obHapys.: MoneKynapHblii muk (M+H)': 445/447. Bpems ynepsxupanus npu XKXBJI: 6,65 Mun (Meton
A).

pumep 2.107. [2-(3-Bpom-4-tuppormanH- 1 -unmeTundenm ) T |amug 4'-xnopoudernit-4-kapOooHOBOH

KHCJIOTBI.
! Cl
H
Br N O
CL \:@/\/ I

2.107.a. MetunoBslii 3¢up 2-0pomM-4-11MaHOMETHIIOEH30HHOM KHCIIOTHI.

K pactBopy 24,51 r (0,5 momst) NaCN B 40 mi1 Bogbl 100aBistroT pactBop 98,55 1 (0,32 MoJist) METHIIOBOTO
a¢upa 2-6pom-4-6pommeTmiioen301HON kucinoTel B 60 Mt EtOH u peakumoHHyro cMech B TeUeHHE 5 4 Harpe-
BAIOT C 0OPATHBIM XOJIOIMIILHIKOM.

Hamee cMemmBatot ¢ 1 1 Tper-OyTrnmmermioBoro 3¢upa u 500 M BOABI, OpraHHYECKyI0 a3y OTIEINSIOT,
MPOMBIBAIOT €€ HECKOJIBKO pa3 Bo#oi u cymat Hag MgSO,. [lociie ynaneHust ocymuTess 1 pacTBOPUTENS OCTa-
TOK OYHMIIAIOT XpoMaTorpadueii Ha cunukareie (meTposeitabiit 3¢up /EtOAc B cootHomeHun 8:2).

Bexox: 15,0 T (16,6% ot Teopun). C;(HgBrNO, (M = 254,09). Paccu.: monekynspueiii muk (M-H):
252/254; obHapyx.: MonekynsipHblid uk (M-H): 252/254.

2.107.6. 2-Bpom-4-1iuaHoMe THII0CH30MHAS KUCIIOTA.

K pactBopy 7,9 r (31,0 Mmmoust) MmetuitoBoro 3¢gupa 2-6pom-4-nnaHomeTHa0eH30MHOM KucaoTsl B 100 M
EtOH no6asmstor 35 mu 1-monsiproro pactsopa NaOH, mocie yero peaklimoHHYIO CMeCh B TedeHHe | 4 Harpe-
BAaIOT C 0OpaTHBIM XOJIOJMIBHUKOM U 3aTeM OCTaBIISIIOT Ha HOYb nepemewnBarbest npu KT. Jlanee cmemmBator
CO CMECBIO BOABI CO JIBJOM M IOJKUCISIOT pa30aBiieHHBIM pacTBopoM KHSO,. Ocamok oTAensioT BakyyM-
(unpTpanueid, mpoMbIBarOT ero BoJoi u cymar npu 50°C.
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Bexon: 6,2 1 (83,3% ot teopun). CoH¢BrNO, (M = 240,06). Paccu.: monexymsipasiit muk (M-H): 238/240;
oOHapyx.: Monekyssapubiid ik (M-H): 238/240. Bpems ynepxuBanus npu XKXB/: 3,99 mun (meron b).

2.107.B. (3-bpom-4-ruapoKCUMETHI(PCHIT ) AllE TOHUTPHIL.

K pactBopy 2,4 T (10 MMmoneit) 2-Opom-4-nmaHoMeTminoen30iHo# kuciotsl B 50 mi TT'® nobasmsror 1,78
r (11 mmoneit) KJIW u HarpeBaroT B BOASHON OaHe 10 MPEKPAIICHUS Ta30BBIACICHUSA. 3aTeM 3TOT PAacTBOP J0-
6apisitoT K pactBopy 0,76 T (20 mmoreii) NaBH, B 50 Mt Bozibl, IIpU 3TOM TeMIepaTypa He JO0JDKHA MPEBHIIIATH
30°C. [danee mepeMemmBaioT B TeueHue nocienyromux 2 1 npu KT, mocie yero peakiimoHHyI0 CMECh OCTOPOXK-
HO MOJKUCIISAIOT pa3bariieHHbIM pacTBopoM KHSO,, TIIATENTBEHO SKCTPATUPYIOT TPET-OY THIMETUIIOBBIM d(PUPOM,
OpraHnveckyro (asy npoMbIBaIOT Booi u cymar Hax MgSO,. B 3aBepuienue GpuibTpyroT yepe3 akTHBUPOBaH-
HBII yTOJIb U paCTBOPUTEIH YIAISIOT B BAaKyyMe.

Bexon: 2,2 1 (97,3% ot teopun). CoHgBrNO (M = 226,07). Paccu.: monexyssipubiid muk (M-H): 224/226;
oOHapyx.: MonekysipHbii muk (M-H): 224/226. 3nauenue Ry 0,6 (cummkarens, CH,Cly/MeOH B cooTHOmeHHN
9:1).

2.107.r. (3-bpom-4-ttmppomuanH- | -uIMe THI(QEHNIT ) alle TOHU TP

K pacropy 1,9 r (8,4 mmoust) (3-0pom-4-ruapokcumerindenun)aneronutpuia B S0 mun CH,Cl, nobasis-
T 1,25 ma (9 mmoreit) TpudTHiiamMuHa, oxnaxgaroT g0 0°C u mo kammsaM nobasmsrotr pactBop 0,66 mi (8,5
MMOJIs) XJIOpaHTuapuaa MetancynbhonoBoit kuciotel B 10 min CH,Cl,. [lanee nepememiBator B TeueHue 1 u
npu 0°C, mocie 4ero mpu OXJIaKASHUH JIHIOM 0 KaIUIsiM J00aBIrtioT pacTBop 1,4 mi (17 MMmoneit) mupponuam-
Ha B 10 M CH,Cl,. PeakunoHHy0 cMech OCTaBIISIIOT Ha HOYb HarpeBaTbes 1o KT, mocne yero cMemmBaoTr ¢
BOJION, OPraHUYECKyo a3y OTHEINSIOT, IBXAbI MPOMBIBAIOT €€ BOJOH, GHIBTPYIOT 4Yepe3 aKTHBUPOBAHHBIH
YToJIb ¥ KOHLIEHTPUPYIOT B BakyyMe. OCTaToOK ABaXKAbl YIapUBAIOT COBMECTHO C TOIYOJIOM M IOJIY4YEHHBIN Ipo-
IYKT 0€3 OUHMCTKH MCIOJB3YIOT B IIOCIIENYIOLIeH peaKinHy.

Beixon: 2,25 1 (95,9% ot teopun). C;3H;sBrN, (M = 279,18). Paccu.: monekynspubiii nuk (M+H)':
279/281; obHapyx.: Monekynsapusii muk (M+H)": 279/281. 3nauenue Ry: 0,5 (cumukarens, CH,Cl,/MeOH/NH;
B cooTHOmeHnn 9:1:0,1).

2.107.x. 2-(3-bpoM-4-nnpponnanH- 1 -niMeTHII) e HIIT )3 THITAMHUH.

K pactBopy 225 mr (0,81 mmodst) (3-6pom-4-nupponuans- 1 -unMeTnineHmT)alleTOHUTpriIa B 5 MII MeTa-
HoJBHOTO pacTtBopa NHj u 5 M EtOAc moGasmsaror 20 mr Hukenst PeHest u B TedeHue 1 9 BCTPSXUBAIOT B aBTO-
kiase [Tappa npu KT u naBnenun H, 5 dynrtos/kB.aroiim. [ociie aToro karanuzarop oTuIbTPOBBIBAIOT, pac-
TBOPHUTEINH BRIIAPUBAIOT B BAKYyMe U MPOAYKT 0€3 OUYHUCTKH NCIOIB3YIOT B IOCIEAYIOMIEH peakIii.

Beixon: 225 mr (98,1% ot Teopun). Ci3H BN, (M = 283,21). Paccu.: Monekyssipubiii mux (M+H)": 283/
285; o6Hapyx.: MonekynspHsii muk (M+H)": 283/285. 3nauenue Ry: 0,08 (cunmukarens, CH,Cl,/MeOH/NH; B
cooTHomeHnu 9:1:0,1).

2.107.e. Twunmpoxnopun [2-(3-6pom-4-nupponuans-1-unmermindenmn)atuilamMuaa  4'-xnopoudenun-4-
KapOOHOBOW KHCIIOTHI.

YkazaHHOE COSIMHCHHE TIOIYYaloT B COOTBETCTBUU ¢ obmied meromukoii I uz 220 mr (0,78 mmomnst) 2-(3-
6pom-4-nupponunus- 1 -unmerundenmn)atwiamuia 1 186 mr (0,8 mmonst) 4'-xnopoudennin-4-kapOOHOBOH Ku-
cnotel. [locme ynanmeHWs OCYIIMTENS W PACTBOPHUTENS OCTATOK PACTBOPSIOT B HM30MIPOIIAHOJE/TPET-
OyTunMeTrioBoM 3¢dupe, cmemuBaioT ¢ pactBopom HCI B mpocToM 3¢upe 1 KOHIEHTPUPYIOT B Bakyyme. OcTa-
TOK BHOBB PacTBOPSIOT B 20 MIT H30IPOIIAHOIIA, PACTUPAIOT, OTACISAIOT BaKyyM-(HIbTPAIleH, TIPOMBIBAIOT He-
0OJBIITNM KOJIMYECTBOM H30TpoIiaHoia u cymar npu 50°C.

Boerxon: 165 mr (39,6% ot teopun). CrcH,;BrCIL,N,O (M = 534,33).

Paccu.: monekynsapusiii muk (M+H)": 497/499/501; o6Hapysx.: Moneky spHbiit makx (M+H): 497/499/501.

3uauenne Ry 0,35 (cumkarens, CH,Cl,/MeOH/NH; B cootHOmenun 9:1:0,1).

[Mpumep 2.108. [2-(3-MeTtun-4-nupponuus- 1 -uameruiadenun )atui |amun 4'-xsopoudenusn-4-kapOoHOBOM

KHUCIIOTHI.
! Cl
H
g 1
O

K cycnensun 150 mr (0,28 mmonst) ruppoxmnopuna [2-(3-6pom-4-nupponunus-1-unmmMeTindeHnT)aTi)
amuna 4'-xnopoudennn-4-kapOoHOBON KUCIOTHI B 5 MiI 1MokcaHa nobasisitor 17,3 mr (0,28 mmonst) metninbo-
POHOBOI KHCHOTHI, 2,5 Mi1 2-MoisipHOTo pactBopa Na,CO; u 32 mr (0,03mmoutst) TeTpakuc(tpudenmnpochun)
naJuiaJys ¥ peakHOHHYIO CMECh B TEUCHHE 5 4 HarpeBaroT ¢ 0OpPaTHBIM XOJIOAWIBHUKOM. 3aTeM TOpsUyIo Ccyc-
NECH3UIO ITOJBEPrafoT BaKyyM-(QUIBTPALMU Yepe3 CTEKIOBOJIOKHUCTBIA QUIIBTP, GUIIBTPaT CMEIIUBAIOT C TOJY-
HacheImeHHBIM pacTBopoM NaHCO;, tmatensHo skcTparupyioT EtOAc u cymar Hag MgSO,. Ilocne ynanenus
OCYIIHTEJISl U PACTBOPHUTEIISI OCTATOK OYHMINAIOT Xpomarorpadueit Ha cunukarene (CH,Cl,/MeOH B cootHorre-
HUH 8:2).

Beixoa: 20 mr (16,4% ot Teopun). Cr7H,0CIN,O (M = 433,0). Paccu.: monekynspublii muk (M+H)':
433/435 obuapyx.: MonekysipHblit ik (M+H): 433/435. Bpems yaepsxupanus npu JKXBJI: 6,47 mun (Meton

-95 -



012834

A).
Ipumep 2.109. [2-(2-Bpom-4-tipponuans- 1 -unmeTradennn ) T |amua 4'-x10poudeHni-4-kapOooHOBOM

KHUCJIOTHBI.
] Cl
{
H
N
C}“ \/@/\/ I

2.109.a. OTunoBsli 3¢up 4-(2-aMUHOATHIT)-3-HUTPOOEH30HHOM KHUCIIOTHL.

K oxnaxnennomy 10 -5°C pactBopy 12,0 T (52 mmonst) aTiimoBoro agupa 4-(2-aMHUHOITHI)OSeH30MHON KH-
ciotel B 80 M xonu. H,SO4 mopmmsimu no6asisttot 5,78 T (57 mmoneit) KNO; 1 3aTeM rmepeMenmBaioT B Tede-
Hue 1 4 npu 31Ol Temmeparype. [lanee peakumOHHBIN PACTBOP MEAJIEHHO M0 KAILJISIM CIMBAIOT B CMECh BOJBI CO
JbII0M (TeMIleparypa He JopkHa npeBbimarh 0°C) u 3aTeM nepeMernuBaoT B TeueHne 1 4. Ocagok OTAENSIOT
BaKyyM-(HIbTpaLued, IPOMBIBAIOT BOAOH 1 cymar npu 50°C.

Bexon: 8,2 T (66,2% ot teopun). C;;H1;N,O4 (M = 238,25). Paccu.: MOJEKYISIpHBIH TTHK (M+H)": 239
o6Hapyk.: MonexyspHeii mukx (M+H)': 239. Bpems ynepxusanus mpu XKXBJI: 3,64 mun (Meton A).

2.109.6. DtusoBsrii 3¢up 4-{2-[(4'-xmopoudenun-4-kapOOHNIT)aMHHO |9 THII | -3-HUTPOOCH30HHON KUCIOTHI.

YkazaHHOE COeIMHEHHUE MOIYyJaloT B COOTBETCTBUU ¢ o0miei metoaukoii I u3 8,2 r (34 MMoutst) ASTHIOBOTO
3¢upa 4-(2-aMmuHOITHI)-3-HUTPOOEH30KHOW KHchnoThl U 7,91 T (34 Mmonst) 4'-xsopOudennn-4-kapOoHOBOH KH-
CJIOTBL.

Brixox: 7,7 T (50,0% ot Teopun). CyH, CIN,Os (M = 452,90). Paccu.: monekynspHasiii muk (M+H)'™:
452/454; o6Hapy.: MONeKyIapHbIi muk (M+H)": 452/454. Bpems yaepxupanus pu XXXBJI: 6,14 Mun (Meton
B).

2.109.8. OtunoBslit 3¢up 3-amuno-4-{2-[(4'-xnopobudennn-4-kapOoHMIT)aMUHO |3THI } OEH30HHOH KHUCIIO-
TBI

K pactBopy 7,7 T (17 mmoneii) atunoBoro 3¢upa 4-{2-[(4'-xnopOudeHnn-4-kapOOHIIT)aMAHO |3THI | -3-
HUTpOoOeH301HON KUCIOTH B 200 Mt EtOAc mobasmsror 0,5 T Hukens PeHest U peakIMOHHYIO CMECh B TEUCHHE
HOouM BeTpsixuBatoT B aBrokiase rnpu KT u napnenun H, 10 GpyHTOB/KB.q10#M. [[J1s1 TOJTHOTO 3aBEpILICHHUS peak-
mun gobasmaor 50 mur TI'® m BCTpAXHWBAOT emie B TedeHHe mociexyromux 2 4. [locme 3Toro BakyyM-
(unpTpanmeil OTACNAIOT KaTaln3aTop, TIIATETbHO MPOoMBIBalOT TI'®, pacTBOpHUTENb BHIIAPUBAIOT B BaKyyMe,
ocrarok pactuparor ¢ EtOAc, BHOBb 0JIBEpraoT BakyyM-(QHIbTPALIMY U CYIIAT Ha BO3IyXeE.

Brixox: 5,0 T (69,5% ot Teopun). CpH,3CIN,O; (M = 422,92). Paccu.: mMonekynspHslii muk (M+H)'™:
423/425; obHapy.: MoJeKyIapHbIil muk (M+H)": 423/425. Bpems yaepxupanus pu XXBJI: 5,71 Mun (Meton
B).

2.109.r. Dtunossiii 3gup 3-6pom-4-{2-[(4'-xmopoudeHmnn-4-kapOOHUIT)aMHHO [3THII } OCH30HHON KUCIIOTHL.

K pacrBopy 5,0 r (7,69 Mmois) stunoBoro a¢upa 3-amuno-4-{2-[(4'-xnopouennn-4-kapOoHNIT)aMHIHO |
9THI } OeH30HHON KUCIOTHI B 20 M1 Bojibl 100aBistoT 20 mi 48%-noit HBr u oxnaxnarot mo 0°C. 3arem mo kan-
M pob6asnsroT pactBop 0,9 r (13 mmoneit) NaNO, B 5,2 M BoIbsI TakuM 00pa3oM, 4TOOBI TeMIlepaTypa He
npesbiana 5°C, u nocne 3toro nepememnbatoT B teuenue 10 mun npu 0°C. [anee npu 3Toil TemnepaTtype mno
KaIusiM MeJuieHHO 1o0asisitoT pactBop 1,87 1 (13 mmoneit) CuBr B 6,65 mu 48%-noit HBr. Ilocne sToro peax-
IIMOHHYIO cMech HarpesatoT 70 60°C ¥ BbIIEPKHUBAIOT IIPH 3TOH TemIiepaType B Tedenue | 4. 3areM 100aBIsioT
BOJY U THIaTelIbHO dKcTparupytoT EtOAc. Opranmueckyro a3y mpoMbIBaioT Bogoil u cymat Hag MgSO,. Ilo-
clie yIaleHHs OCYIINTEINS M PACTBOPUTEN OCTaTOK OYHMINAIOT XpoMaTorpadueid Ha cumukaresie (TeTpoiIerHbINd
3¢up/EtOAc B cooTHOIIEH!HH 6:4).

Bexon: 1,3 r (34,7% ot teopun). Cp4Hy BrCINO; (M = 486,80). Paccu.: MonexyssipHeii muk (M+H)":
486/488/490; o6Hapy:x.: MoseKynspHbIii muk (M+H)": 486/488/490. 3nauenue Ry: 0,55 (cunukarens, neTpomneii-
HbIi1 53¢up/EtOAc B cooTHOmIEHNH 6:4).

2.109.1. 3-Bpom-4-{2-[(4'-x510pOHudeHII-4-KapOOHIIT)aMUHO |3THIT } OCH30MHAS KHUCIIOTA.

K cycnensuu 1,3 r (2,67 mmonst) atuiioBoro 3¢upa 3-6pom-4-{2-[(4'-xnopoudenni-4-xapOoHnIT)aMUHO |
atun f Oen3oiinoi kucnotsl B 20 Mt EtOH n 5 Mt TT® noGasnsror 6 M 1H. pactBopa NaOH n peakmoHHYTO
CMECh OCTaBJIIIOT Ha HOUb IepeMemBaThes npu KT. 3ateM KOHIEHTPUPYIOT B BAKyyMe, OCTAaTOK CMEIINBAIOT C
BoJI0# 1 HelTpamu3yroT 1H. HCL, 9To compoBokaaercs BhIIaJIcHUEM MTPOAYKTa B 0caoK. [lanee mepeMeninBarT
B TEUEHHE MOCIIEIYIONIETO Yaca P OXJIKACHUH JIBI0M, ITOIBEPTAIOT BaKyyM-(HIBTPALINH, IPOMBIBAIOT BOJION
u cymat npoaykt npu 50°C.

Bexon: 1,2 T (97,9% ot teopun). Cp,H,7;BrCINO; (M = 458,74). Paccu.: MonexynspHeii muk (M+H)":
456/458/460; obHapyxk.: MoneKynsprbii muk (M+H)": 456/458/460. Bpems ynepxusanus mnpu JKXBJI: 5,51
MuH (Metof b).

2.109.e. [2-(2-bpom-4-ruapoxrcumeTriiheHII )ITHI |amu g 4'-X10pOudeHnT-4-KapOOHOBOM KHUCIIOTHI.

K pactBopy 1,2 1 (2,62 mmousi) 3-0pom-4-{2-[(4'-xnopoudenn-4-kapOOHMIT)aMUHO |3 THI } OEH301HOM KH-
ciotel B 10 Mt JIM® pobGasmsirot 0,64 1 (3,92 mmoust) KJIU, narpesator 10 50°C u BBIAEPKUBAIOT MPHU ITOH
TeMIepaType 10 MPEKPAIIeHUS Ta30BbIIEICHUs. 3aTeM PeakMOHHYI0 cMech H00aBistoT K pactBopy 0,3 T (7,85
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mmodsi) NaBHy B 10 Mo Boger, mepememnuBatoT B TeueHue 1 4 npu KT, moakucisroT pazdaBieHHBIM pacTBOPOM
KHSO, u tmarensno skcrparupyor EtOAc. Opranmueckyio a3y MPOMBIBAIOT TOIYHACHIIIEHHBIM PAacTBOPOM
NaHCO; u cymat vHag MgSO,. Ilocne ynaneHust OCYIIHUTENS U PACTBOPUTEIS OCTATOK 06€3 OYHNCTKHU HCIIOIB3YIOT
B [IOCJIEAYIOIIEN PEAKIIMH.

Brixox: 0,87 r (74,8% ot Teopuu). C,,H oBrCINO, (M = 444,76). Paccu.: MonekynspHsii muk (M+H)"™:
444/446/448; obnapyxk.: MoseKynspHbiii muk (M+H)'": 444/446/448. Bpems ynepsxusanus npu XKXBJI: 8,07
MUH (MeTox A).

2.109.x. [2-(2-Bpom-4-xnopmeTuindenin )T |amun 4'-xnopoudenun-4-kapOoHOBOH KUCIOTHI.

K pactBopy 0,87 r (1,96 mmons) [2-(2-6pom-4-runpoxcuMeTmindeHu )T |amuaa 4'-xmopoudenun-4-
kapoonoBoii kuciotel B 20 mi1 CH,Cl, no6asinstor 0,24 mi (2,93 mmonst) nupuanHa U oxiaxaaot go 0°C. da-
nee podasistoT 0,21 mut (2,93 MMoOIIsl) THOHHIIXJIOpHUIA, IEPEMENINBAIOT B TeUeHUE | U IIpH 3TOM TemIeparype u
3aTeM OCTaBISIFOT Ha HOoub HarpeBaThesa 10 KT. Ilocie 3Toro no6aBnsior Boay, GMIBTPYIOT Yepe3 LENUT, BOA-
Hyro (asy skcrparupyior CH,Cl, n o0venuHeHHbIe opranndeckue ¢as3el cymar Hax MgSO,. [ocne ynanenus
OCYIIHTEIISI U PACTBOPUTENS OCTATOK 0€3 OUMCTKHU MCIIONB3YIOT B ITOCIEIYIOIIEH PEaKIiH.

Brerxon: 0,66 1 (72,8% ot Teopun). Cp,H sBrCI,NO (M =463,21).

Paccu.: monekynspusiii muk (M+H)': 462/464/466; o6Hapys.: Moneky spHbiit muk (M+H)": 462/464/466.

Bpewms yaepxxuanms mpu XXKXB/: 6,37 mun (Meton b).

2.109.3. [2-(2-bpom-4-niuppoauaun- 1 -uimerniadenun)stuilamuy 4'-xnopoudenun-4-kapOoHOBOW KHCIIO-
TBL

K pacteopy 0,66 r (1,43 wmmomns) [2-(2-Opom-4-xiopMmeTuiaderu) T |amunaa  4'-xaopoudeHmn-4-
KapOoHOBO# KUCIOTHI B 20 Mt anleroruTpmia u 6 vt JIM® nobaenstot 0,59 r (4,28 mmons) K,CO; u 0,24 mn
(2,85 MmoI1s) IUppoNKMaMHA U epeMernnBatoT B Tedyenue 5 4 npu KT. Tlocie aToro cMemmBaroT ¢ BoJOH, Tia-
TenpHO AKcTparnpyioT EtOAc, opranuueckyto a3y HECKOJIIBKO pa3 MPOMBIBAIOT BOxoW M cymar Hax MgSO,.
Ilocne ymameHWss ocCymMTENsT W PacTBOPHUTENS OCTATOK OYMINAIOT Xpomarorpaduell Ha CHIIMKarene
(CH,Cly/MeOH B cooTHOmeHunu 9:1).

Bexon: 0,2 T (28,2% ot teopun). CysHaysBrCIN,O (M = 497,87). Paccu.: MonekysspHeii muk (M+H)':
497/499/501; obuapyxk.: Monekynsprbii mak (M+H)": 497/499/501. Bpems ynepsxusanus npu XKXBJI: 4,39
MuH (Metof b).

[Mpumep 2.110. [2-(2-Merun-4-nupponauuH- 1 -uameruiadenun ))atui |amun 4'-xsopoudenun-4-kapOoHOBOM

KHCJIOTHI.
Mm

VYkazaHHOE COoeIMHEHHE MONy4yaroT aHajorumgHo mpumepy 2.108 u3 200 mr (0,40 mmons) [2-(2-6pom-4-
MUppoUauH- | -unMetundernn)dtui Jamuna 4'-xaopoudenmnn-4-kapooHoBoir kucinotel u 27,3 mr (0,44 MMouis)
METHJIOOPOHOBOI KHCJIOTBI, IIPU ATOM PEAKIHOHHYI) CMECh HArpeBaloT ¢ OOPaTHBIM XOJIOJMJILHUKOM JIHIIb B
Te4eHue 2 4, a IPOAYKT OYHIIA0T ¢ nmomorbio KXBJI.

Brixox: 62 mr (35,6% ot Teopun). C,7HxCIN,O (M = 433,0). Paccu.: monexynspusii mux (M+H)™:
433/435; obHapy.: MoseKyIapHbIil muk (M+H)": 433/435. Bpems yaepxupanus npu XXBJI: 6,15 Mun (Meton
A).

[Mpumep 2.111. [2-(2-Hurpo-4-nmpponuans-1-unmernndennn)atn|amun 4'-xsiopoudenun-4-kapOoHOBOH

KHUCJIOTHBI.
Cl
N
H
N
CL \D/\/ I

2.111. a. 4-{2-[(4'-XnopOudenni-4-kapOOHUIT)aMUHO |ITHI | -3-HUTPOOEH30MHHAsI KUCIIOTA.

K pactBopy 200 mr (0,44 mmonst) atunoBoro 3gupa 4-{2-[(4'-xnopoudennin-4-kapOoHHIT)aMHHO |3THII § -3-
HUTpOOEeH30iHO# KucnoTh! (cM. mpumep 2.109.6) B 10 ma EtOH no6asmnstor 2 mut 11H. pactBopa NaOH u peax-
IIMOHHYIO cMech IepemennBatoT B TeueHne | 4 npu KT. 3arem KOHIEHTPHPYIOT B BaKyyMe, OCTaTOK CMEIINBa-
10T ¢ Bomoii 1 2 M 1H. pactBopa HCl u cycnensuro mepeMmemmuBaioT B TeueHne 30 MuH B sensHoi Oane. [Ipo-
JOYKT OTIEJISIIOT BaKyyM-(HIbTpaliel, IpoMbIBaloT Boaoi 1 cymar npu 50°C.

Bexox: 180 mr (95,9% ot teopun). Cp,H7CIN,Os5 (M = 424,84). Paccd.: MONEKYISPHBIA MUK (M+H)":
425/427; obmapyx.: MonexyasapHbiii muk (M+H)': 425/427. 3nauenne Ry: 0,07 (cuukarens, EtOAc/MeOH/NH;
B cootHomeHuu 9:1:0,1).

2.111.6. [2-(4-T'uapokcumMeTriI-2-HUTPOGSHI )ITHI |amMu 1 4'-X10pOH(eHNIT-4-KapOOHOBOM KUCIIOTHI.

YkazaHHOE COeOUHEHNE MOIydaroT aHanornyao npumepy 2.109.e uz 180 mr (0,42 mmomns) 4-{2-[(4'-xmop-
oudennn-4-kapOOHMIT)aMUHO |3THI } -3-HUTPOOSH30WHOW KHUCIIOTHI.

Beixoa: 110 mr (63,1% ot Teopun). CrHoCIN,O4 (M = 410,86). Paccu.: monekynasphbiii nuk (M+H)":
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411/413; obHapyx.: MoneKynapablii muk (M+H)": 411/413. Bpems ynepsxupanus npu KXBJI: 8,27 Mun (Meton
A).

2.111.B. [2-(2-Hutpo-4-mupponuans- 1 -wnmermwidennn)stui]amun  4'-xmopoudennn-4-kapOoHOBOK Ku-
CIIOTHI.

K oxnmaxnenaomy nmo 5°C pactBopy 110 mr (0,27 mmons) [2-(4-THAPOKCHMETHII-2-HATPOGESHNIT )ITHI |
amuna 4'-xja0poudenni-4-kapooHoBoit kuciaoTsl u 48 Mk TpudTHiaamuHa B 5 Ma CH,Cl, mocTeneHHo 1Mo Kari-
JsIM 00aBJISAIOT 23 MKJI XJIOpaHTHIPUIA METaHCYJIb(OHOBOM KHCIOTHI. 3ateM pactBop HarpeBaioT 10 40°C u
BBIJICPIKUBAIOT TIPU 9TOW TemIeparype B TedeHue 1 4, nmocie 4yero gobasisitor S ma JIM® u 115 mxi (1,34 mmo-
7151) mUppoIuanHa, HarpeBaoT 10 80°C u BBIIEPKUBAIOT MPH ATOH TeMIepaType elle B TEYCHHE Jaca, 4To CO-
npoBoxkaaercs BeimapuBanueM CH,Cly. 3aTeM peakIMOHHYIO CMECh KOHIICHTPUPYIOT B BaKyyMe, OCTATOK CME-
IIMBAIOT C BOJIOH, THIATEIbHO 3KcTparupyoT EtOAc u opranndeckyto ¢asy cymar Hag MgSO,. [locne ynane-
HUSL OCYLIMTENSI M pACTBOPUTEIIS OCTAaTOK OUMIIAtOT ¢ nomoisio KXB/I.

Berxon: 11 mr (8,8% ot Teopun). CrgHycCIN;O5 (M = 463,97). Paccu.: monexynspusii muk (M+H)':
464/466; 06Hapyk.: MoJleKyIapHbIi muk (M+H)': 464/466. Bpems yaepxkusanus npu JKXBJI: 6,44 mun (Meton
A).

pumep 2.112. [2-(2-MeTtaHCYTb()OHMIAMIHO-4-TTHPPOTUANH- | -UIMe THIQeHMT ) THI |aMu g 4'-xmopoude-

HUIT-4-KapOOHOBOH KUCIIOTHL.
ci
Loy g
N
N

O™

2.112.a. OtunoBslit 3dup 4-{2-[(4'-xnopoudennn-4-kapOOHNIT)aMUHO |3THII | -3-MeTaHCYIb(HOHMIAMUHO-
OEH30IHOI KUCIIOTBHI.

K oxnaxnennomy no 0°C pacrsopy 200 mr (0,47 mmosist) aTuioBoro 3¢gupa 3-amuno-4-{2-[(4'-xnop6ude-
HHJI-4-KapOOHMIT)aMHHO [3TrI } OeH30#HOM KUCIO0THI (cM. pumep 2.109.B) B 5 MiI nupuanHa MEJICHHO 10 Karl-
M oGasisitor 44 Mk (0,57 MMOJIST) XJIOpaHTHAPHUIA METAHCYJIL(OHOBOW KHCIOTHI M PEAKIHOHHYIO CMECh
nepemernBaroT B Teuerne 1 u npu KT. Jlanee cMemmBaroT co CMEChIO BOJIBI CO JIHJIOM, TIIATEIHEHO 3KCTparu-
pytot EtOAc, opranudeckyro ¢a3y HECKOIBKO pa3 IMPOMBIBAIOT B0 1 cymiat ee Hajg MgSO,. [ocie ynaneHus
OCYIIHTEIISI U PACTBOPUTENS OCTATOK 0€3 OUMCTKHU MCIIONB3YIOT B ITOCIEIYIOIIEH PEaKIIH.

Bexon: 230 mr (97,1% ot Teopun). CysHpsCIN,OsS (M = 501,01). Paccu.: MoneKyIspHBIA THK (M+H)":
501/503; obnapysx.: MonekyspHsiii muk (M+H)": 501/503. Bpems yaepsxusanus npu XKXBJI: 5,66 Mun (MeTon
b).

2.112.6. 4-{2-[(4'-Xnopoudennsn-4-kapOOHHI)aMHHO |3THII | -3-METaHCYIb(HOHMIAMHUHOOCH30/HAsT KUCIIO-
Ta.

VYkazaHHOe COEIUHEHHE MOJIydaroT aHajoruyHo npumepy 2.111.a u3 230 mr (0,46 MMoiis) 3THUIOBOTO
a¢upa 4-{2-[(4'-xn0pordeHmIT-4-KapOOHHIT )aMUHO |3THII } -3-METaHCYJIL(OHUITAMUHOOCH30MHON KHUCIIOTHI.

Beixom: 180 mr (82,9% ot Teopun). CpH,y CIN,OsS (M = 472,95). Paccu.: monekyssipabiii muk (M-H)™:
471/473: obHapyx.: MonekyssapHsiii ik (M-H): 471/473. Bpems yaepxusanust npu XKXB/1: 7,67 mun (Mmetox A).

2.112.8. [2-(4-T'mapokcumerni-2-MeTaHcyIb(hoHmIaMuHOGeH )3T Jamun 4'-x1opoudenni-4-kapOooHo-
BOH KHMCIIOTBL.

VYkazaHHOE COeNWHEHHE IMONydaloT aHamorndHo mpumepy 2.109.e u3 180 mr (0,38 mmoms) 4-{2-[(4'-
xnopoudeHm-4-kapOOHIIT)aMUHO |3THIT } -3-METaHCYITH(POHUIAMUHOOCH30IHON KUCITOTHL.

Boxom: 150 mr (85,8% ot teopun). Cy3Hy3CIN,O4S (M = 458,97). Paccu.: Monekyssiprbiii muk (M+H)':
459/461; obHapyx.: MonekyspHbii mik (M+H)': 459/461. Bpems ynepsxusanus npu XXXBJI: 7,53 mun (Metoz A).

2.112.r. [2-(2-MeraHcynb(pOHUIAMUHO-4-TUPPOTUINH- | -uMeTHIIeH)aTui Jamun  4'-xsiopoudenu-4-
KapOOHOBOW KHCIIOTHI.

VYka3aHHOE COeIMHEHHE NONIydYaroT aHajgoruuyHo npumepy 2.111.B u3 150 mr (0,33 mmons) [2-(4-
THAPOKCUMETHII-2-MeTaHCYJIb(OHMIaMUHOeHn )aTri Jamuzia 4'-xnopoudenun-4-kapoboHoBoit KuciaoTel u 140
MK (1,64 mmonst) mupponuaunHa. [Tocne ounctku ¢ momomibio JKXB/I mpoaykT oOpasyercs B Buae (GOpMHATHON
COJIH.

Beixoma: 18 mr (9,9% ot teopun). Cy7H30CIN3O3S-CH,0, (M = 558,10). Paccy.: MONEKyJISAPHBIA MHK
(M+H)": 512/514; obnapyx.: Monekyispubiii nmuk (M+H)": 512/514. Bpems ynepxupanus npu KXBJI: 6,13
MUH (MeToxn A).

Hpumep 2.113. [2-(3-T[lupuaus-4-mn-4-mupponuauH- | -umMe TG eHn )3T Jamuy — 4'-xopOoudern-4-
KapOOHOBOW KHCIIOTHI. .
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VYkazaHHOE COeIUHEHHE IMONydyaroT aHajorumgHo mpumepy 2.108 u3 200 mr (0,40 mmons) [2-(3-6pom-4-
MUPPOIHIUH- | -unMetrnderwn )3t jamuaa 4'-xmopoudenun-4-kapoonoBorr kuciaotel u 74 Mmr (0,60 mmosst)
MUpUANH-4-00pOHOBOM KHCIIOTHI, TP ATOM MPOAYKT OYHIIAIOT ¢ ToMonisio JKXB/I.

Beixon: 13 mr (6,5% ot Teopun). C3H3CIN3O (M = 496,06). Paccu.: monekynspublii muk (M+H)':
496/498; obHapy.: MoseKyIapHbIil ik (M+H)": 496/498. Bpems yaepxupanus rpu XXBJI: 6,37 Mun (Meton
A).

[Mpumep 2.114. MertunoBblii adup 5-{2-[(4'-xnopOudenus-4-kapOoHIIT)aMHHO [3THI } -2 -TTUPPOIUIAMH- 1 -

HIIMETUIOEH30MHOM KUCIIOTHL.
! cl
i
N
CI\\I\/?\/ o}
070"

2.114.a. MeTuioBbIi 3Qup S-IHaHOMETHI-2-TTUPPOITUANH- | -UIMETHIIOSH30MHON KUCIIOTHI.

K pactopy 500 mr (1,79 mmons) (3-OpomM-4-nupposuiuH- 1 -uaMeTHAQEeHI)aleTOHUTpUIIa (CM. pUMep
2.107.r) B 10 max MeOH u 10 mut IM® nobagmnstor 0,5 mi tpustnnamusa (3,58 mmoos), 40 mr (0,18 mmons)
Pd(OAc), u 99 mr (0,18 mmonsi) 1,1'-audennndochunodepponena. Peakunonnyto cmech npu 50°C nepemeriu-
BalOT B TeueHue 15 4 B aBrokiase npu aasieHun CO 2 Gapa. /11 MONHOTO 3aBEpIIEHHs] PeaKMK BHOBb J100aB-
asirot 0,5 mit tpuatunamuna, 40 mr Pd(OAc), u 99 mr 1,1'-nudenmndochunodeppolieHa U nepeMenInBaoT B
teyenue nocuexyromux 10 g mpu 50°C u maBnenun CO 2 Gapa, a 3ateM B TedeHne Houn npu nasienun CO 4
6apa u temmeparype 70°C. Ilocne 3TOoro pacTBOPUTENH BHIIIAPUBAIOT B BaKyyMe, OCTaTOK cMemuBaroT ¢ EtOAc
U JBaXIIbl SKCTPArupyroT Bojoi. Boanyio dasy naceimator K,COs, TmarensHo skctparupyor EtOAc u cymar
Han MgSO,. [locne ynaneHus: ocymurels 1 pacTBOPUTENS B BUE YEPHOTO Macia OCTaeTCsl NPOIYKT, KOTOPbIH
0€3 OYHMCTKH HCIIOJNIB3YIOT B MOCIEAYIOEH PEeaKIHy.

Berxon: 380 mr (82,1% ot teopun). CsH sN,O, (M = 258,32). Paccu.: Mmonexynspssii muk (M+H)': 259;
o6Hapyx.: MoneKynapHbiii muk (M+H)': 259. Bpems ynepxusanus npu XKXB/I: 2,49 mun (meton B).

2.114.6. MeTumnoBslii 3¢up 5-(2-aMHHOITHII)-2-IAPPOITUANH- | -HIIMETHIIOSH30HHON KHUCIIOTHI.

K pactBopy 380 mr (1,47 MMOIIs1) METHIIOBOTO 3upa S-IIHaHOMETWII-2-TUPPOTHINH- | -HIMETHIOCH301-
HOW KucioTh B 20 M1 MeTaHONBHOTO pacTBopa NHj mobasimsttor 100 mr HuKens PeHest M peakIIMOHHYIO CMECh B
Teuenue 27 4 rugpupyrot npu aasineHun H, 20 ¢pynTos/kB.atoim u pu KT. Iocne atoro karanusarop otaens-
I0T BaKyyM-(puiIbTpanyeii, OTTOHSIOT pacTBOPUTEIb U OCTATOK 0€3 OYMCTKH HUCIIOJB3YIOT B IIOCIEAYyOLei peak-
IUHU.

Beixon: 330 mr (85,5% ot Teopun). CsH,N,0, (M = 262,36). Paccu.: monexynsipasii mak (M+H)': 263;
o6Hapyk.: MonekysipHblit muk (M+H)": 263. Bpems ynepxusanus ipu XKXBJI: 1,40 mun (Meton A).

2.114.8. Metunosslii 3¢up 5-{2-[(4'-xnopobudennn-4-kapOOHUIT)aMUHO |3THII } -2-TUPPOSTUANH- | -HIIMETHII-
OEH301HON KHCIOTHI.

VYka3aHHOE COEAMHEHHUE TIOJTyJaroT B COOTBETCTBHU ¢ o0wieit meroaukoit I u3 330 mr (1,26 MMmoist) meTu-
soBoro >¢upa 5-(2-aMHHOATHI)-2-MUPPOIHINH- | -HIMeTHIIOCH30iHON KucnoTel U 293 mr (1,26 mmoms) 4'-
xnopoudeHm-4-kapOOHOBOM KHUCIOTHI.

Bexon: 315 mr (52,5% ot teopun). CygHygCIN,O3 (M = 477,01). Paccda.: MONEKyISpHBIA MUK (M+H)":
477/479; obHapy.: MoneKyapHblii muk (M+H)": 477/479. Bpems ynepxupanus npu KXBJI: 6,82 Mun (Meton
A).

Ipumep 2.115. 5-{2-[(4'-XnopOudennn-4-kapOOHHI)aMUHO |3THII } -2-TUPPOTHIUH- | -HIMETHIIOCH30HHAsT

KHCJIOTa.
l Cl

VYka3aHHOE COeAMHEHHE MONydaroT aHajornyHo npumepy 2.111.a u3 310 mr (0,65 MMouist) METHIIOBOTO
a¢upa 5-{2-[(4'-xn0pOoHPeHnIT-4-KapOOHIIT )aMIHO |3THI | -2-IPPOITUINH- | -HIMETHIOCH30HHON KHUCIIOTHI.

Bexon: 85 mr (28,2% ot Teopun). Cy7Hp;CIN,O3 (M = 462,98). Paccd.: MONEKYISAPHBIA MUK (M+H)":
463/465; obHapyx.: MoneKynapHblii muk (M+H)': 463/465. Bpems ynepsxupanus npu KXBJI: 6,30 Mun (Meton
A).

[Mpumep 2.116. tper-bytunoseiii adup (5-{2-[(4'-x10poueHm-4-kapOOHHUIT)aMHHO |3TUII } -2-TIUPPOIIHU-
JuH- 1 -riiMe e )KapOaMUHOBOM KHUCIIOTHI.
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K pactBopy 740 mr (1,6 mmoist) 5-{2-[(4'-xn0pOudenni-4-kapOOHII)aMUHO |3THI } -2-THPPOTHIUH- 1 -
WIMETWIOEH30HHON KucioTel B 10 M Tper-Oyranona no6asisiror 0,27 mi (1,92 mmonst) Tpustunamuna u 0,41
wit (1,92 mmonst) audennnoBoro s¢upa azunodocopHOil KUCIOTH M PEaKIMOHHYIO CMECh B TEUSHHE 5 4 Ha-
IpeBaroOT ¢ 00paTHBIM XOJOAMIBHUKOM. /lajiee KOHLIEHTPUPYIOT B BakyyMme, octatok cmemmuaioT ¢ CH,Cl,, ake-
TparupyroT 1H. pactBopoM NaOH u oprammyeckyio ¢asy cymar mag MgSO,. [locne ymaneHus ocymmrens u
PACTBOPHTENS OCTATOK OYHUIIAIOT XpoMaTorpadueil Ha CrMKarese.

Bexon: 85 mr (28,2% ot Teopun). C3;H3¢CIN;O; (M = 534,10). Paccd.: MONEKyISApHBIN MUK (M+H)":
534/536; obnapysk.: Moneky spHbiit muk (M+H)": 534/536. Bpems ynepsxusanus npu XKXBJI: 4,82 mun (MeTon
b).

Ipumep 2.117. [2-(3-Dtun-4-nupponunus- 1 -unmermndennn)atwi]amun 4'-x10poudeHnn-4-kapOoHOBOM

KHCJIOTHL.
Y‘/‘C’

2.117.a. (4—HI/Ipp0J'II/II[I/IH-1—I/IJ'IMeTI/IJ'I 3-TpUMETHICHIaH I THHII(SHII )alle TOHU TPILT.

Cycnierzuto 0,36 1 (1,29 mmons) (3-Opom-4-nupponuanH-1-nnMernindeHn)aneToHuTpuiaa (cM. IpuMep
2.107.r), 0,36 M (2,58 mmonst) TpuMmetmicmmnanerumiena, 0,36 mi (2,58 mmorst) Tpudtriamuna, 25 mr (0,13
mmods) Cul u 0,15 1 (0,13 mmoust) Terpakuc(tpudenmndocdun)nammaaus B 3 vt JJMD B Teuenue 15 muH me-
pememuBaroT B MukpoBosiHOBOH meur (CEM) mpu 100°C u momuocTr m3imydeHust 200 Br. ITocne oxmaxaeHus
PEaKIIMOHHON CMECH ee CMEIIUBAIOT C HachIIeHHBIM pacTBopoM NaCl, TmartensHo skcTparupyotr EtOAc u op-
raaudeckyo a3y cymar Hax MgSO,. Ilocne yaaneHust oCymmTeNst ¥ pacTBOPHUTEIS OCTATOK OYMINAIOT XpoMa-
torpadueit Ha cunukarene (EtOAc).

Beixon: 50 mr (13,1% ot teopun). CgHy4N,Si (M = 296,49). Paccu.: monekynspnbiii mux (M+H)" : 297;
o6Hapyk.: MonekysipHbiit mukx (M+H): 297. Bpems ynepxusanus mpu XKXBJI: 6,39 mun (Meton A).

2.117.6. 2-(3-O1rn-4-nuppoiauuH- 1 -uIMeTHIGEHIIT ) THIIaMHUH.

K pactBopy 50 mr (0,17 mMmozs) (4-nuppoiauauH-1-niMeTHiI-3-TpUMETHICHIaHUIITHHII()EHWT) aleTo-
HUTpWIa B 5 MJI MeTaHosibHOTO pactBopa NHj no6asmnsror 20 mMr HuKelst PeHest 1 peaklMOHHYIO CMECh B Teue-
Hue 22 4 BerpsixuBatoT npu KT u nmaBnenmn H, 3 Oapa. Ilocne 3Toro karanm3arop OTAENSIOT BaKyyM-
¢unpTpanmei ¥ pacTBOPUTENL OTTOHSIOT B BakyyMe. ChIpOil MPOXyKT 06e3 OYMCTKH HCIIONIB3YIOT B MOCIEIYIO-
el peakuuu.

Bexon: 39 mr (100% ot teopun). C;sHyuN, (M = 232,37). Paccu.: monekymspasii muk (M+H)': 233; 06-
HapyX.: MOJNEKyIapHbIil ik (M+H)™: 233,

2.117.8. [2-(3-DOtun-4-mupponuana- | -niMetnndeHwn )3Tt |amug 4'-x1opoudennn-4-kapOoOHOBOH KHCIIO-
TBL

YkazaHHOE COEIMHEHHE IMOIYYaloT B COOTBETCTBUH ¢ obmiei metonukoit I u3 40 mr (0,17 mmois) 2-(3-
STHI-4-TIMPPOTUANH- | -unmeTriadennn)sTwaamuaa u 48 mr (0,21 mmons) 4'-xmopoudenunn-4-kapOOHOBON KH-
CIIOTHI.

Beixona: 2 Mr (2,6% ot teopun). CogH3 CIN,O (M = 447,03). Paccu.: mosexynspHbii muk (M+H)":
447/449; obHapy.: MoseKyIapHbIil ik (M+H)': 447/449. Bpems yaepxupanus ripu XXBJI: 6,87 Mun (Meton
A).

[Mpumep 2.118. [2-(6-ITupponuanH-1-nIMeTHIMUPUINH-3-11)3THi |amu] 4'-xsopOudenu-4-kapOoHOBOM

KHCJIOTHI.
! Cl
N
l X
C}\l Z (0]
N

2.118.a. MetmioBsiit 3dup 6-1HOPOMMETUITHUKOTHHOBOW KHUCIIOTHI.

K pacrBopy 38,96 r (0,25 mMons) MeTHIIOBOTO 3¢Hpa 6-MEeTHIHUKOTHHOBOW kuciotel B 1 1 CCly nobasis-
10T 53,4 1 (0,3 Moms1) N-OpOMCYKIIMHUMHEIA ¥ 2 T THOCH30WIIIEPOKCHIA U PEaKIIMOHHYI0 CMECh B TCUCHUE HOYU
HarpeBaroT ¢ OOpaTHBIM XOJIOJWJIBHHKOM. 3aTeM JIONOJHHUTENbHO nodasisor 26,7 r (0,15 moms) N-
OpoMcykmHIMUAA U | T MTUOEH30MIIEpOKCHIA U PEaKIIMOHHYIO CMECh eIlle B TeUeHHe 24 4 HarpeBaioT ¢ 00-
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paTHBIM XosoauiabHUKOM. Ilocie oxmakneHusl peakIMOHHOW CMECH OCaJOK OTIEINSIOT BaKyyM-(HIbTpaIieH,
OTTOHSIOT PACTBOPHUTEIIb U OCTATOK OYHMILAIOT XpoMaTorpaduei.

Bexon: 15,0 r (19,4% ot teopun). CgH,Br,NO, (M= 308,96). Paccu.: mMonekynspueii muk (M+H)":
308/310/312; obHapyx.: Monekyspubiii mux (M+H)": 308/310/312. 3nauenue Ry: 0,6 (cunukarens, meTpomneii-
HbIi1 53¢up/EtOAc B cooTHOmIEHNH §:2).

2.118.6. MeTwmoBblit 3¢hup 6-IMMETOKCUMETHIIHUKOTHHOBOM KHCIIOTHIL.

13,9 ma1 NaOMe B MeOH (30%-noMm, 75 mmoneit) B 100 mn MeOH HarpeBaroT 10 KumneHus. 3aTeM K Ku-
IIIeMy pacTBOpy 1o KammsiM jobasmsator pactBop 11,0 r (34,1 mmoms) metwnoBoro sdupa  6-
JUOPOMMETHITHHKOTHHOBOW KUCIOTHI B 10 Mit MeOH u B TeueHHe HOYU HATrpeBarOT ¢ OOPATHBIM XOJIOIMIEHU-
KOoM. ISl TOJTHOTO 3aBepIeHMs] peaKknuy JOTONHUTENbHO nodaBisror 1,5 mi (8,1 mmoist) pacrBopa NaOMe u
MPOJOJDKAIOT HArpeBaTh ¢ OOPATHBIM XOJOAWIHHHUKOM eIle B TeueHune 24 4. 3aTeM peakIHOHHYI0 CMeCh KOH-
HEHTPUPYIOT B BAKyyMe, OCTaTOK CMEIINBAIOT ¢ pa3baBieHHBIM pacTBopoM KHSO,, HelTpanu3yoT pa3daBieH-
HbIM pacTBopoM NaHCOs, TiarensHo skcrparupytot EtOAc, opranndeckyro ¢aszy npomMbIBarOT BOIOW U CyIIaT
Hax MgSO,. Ilocne ynaneHust OCyImIUTeNs U paCTBOPHUTEINS OCTATOK 0€3 OYMCTKH HCIIOIB3YIOT B MOCIEAYIOIIEH
peaKLum.

Beixon: 5,0 1 (69,5% ot Teopun). C1oH ;3NO, (M = 211,22). Paccu.: MostekynspHblii muk (M+H)": 212; 06-
HapyK.: MOTeKyIapHbIi muk (M+H)': 212. 3nauenne Ry: 0,44 (cunukarens, nerposneiinsiit 23¢pup/EtOAc B cooT-
HOILIEHUH 6:4).

2.118.8. 6-IluMETOKCUMETHIIHUKOTHHOBASI KHCJIOTA.

K pactBopy 2,8 r (13,26 Mmo:1s1) MeTHII0BOTO 3(hMpa 6-TMMETOKCHMETHIHUKOTHHOBOM KHCIOTHI B 50 MiI
MeOH no6asisitor 15 M1 11. pactBopa NaOH u nepememmBator B Teuenue 24 4 npu KT. 3arem peakunoHHyr0
cMmech Heltpanusyot 15 mu 15, HCL, xoHIEHTpHpYOT B BakyyMe, ocTaTok pactuparoT ¢ MeOH/TT'®, ocamok
OTAEISIIOT BaKyyM-(uibTparmeil n KOHIEHTpUpYIoT (unbTpat. [TomydeHHbIi MPoIyKT 0€3 OYNCTKH UCIIOb3Y-
10T B MTOCJIEAYIOIEN PEaKIIUH.

Beixon: 2,6 T (99,4% ot teopun). CoH;\NO, (M = 197,19). Paccu.: monexynspubiii muk (M+H)™: 198; 06-
HapyX.: MoNeKyIapHblil muk (M+H)™: 198. Bpems yaepsxusanus npu XKXB/I: 3,65 mun (MeTox A).

2.118.r. (6-InMeTOKCUMETHIITTHPHNH-3-FJT)METAHO.

VYkazaHHOe COeqUHEeHHE ToJydaroT aHamoruyHo mnpumepy 2.109.e w3z 2,7 r (13,7 mmons) 6-
JIUMETOKCUMETUITHUKOTUHOBOM KHUCJIOTBI C Hcnojb3oBaHueM TI'd B kadecTBe pacTBOpPUTENS W TpeT-
OyTHIMETHIIOBOTO 3(hUpa JUIsl IKCTPAKIHH.

Beixon: 2,1 1 (83,7% ot Teopun). CoH;3sNO; (M = 183,21). Paccu.: monekynsprbiit muk (M+H)': 184; 06-
Hapyk.: MojieKyIspHbIi ik (M+H)": 184. Bpems yaepxkusanus npu XKXB/I: 2,85 mun (Metox A).

2.118.1. 5-XopMeTwi-2-TMMe TOKCUMETUITITA PUIIH.

K oxnaxnennomy no 0°C pactBopy 500 mr (2,73 MMmoist) (6-AMMETOKCUMETHIIIIMPUINH-3-HI)METaHOIIA B
10 mn CH,Cl, memienHo o karsam pobasisiror 0,3 Mt (4,14 MMOIS) THOHWIXIIOPUAA, PACTBOPEHHOTO B HE-
6ompmom xommuectse CH,Cl,,  mepememuBaroT B TeueHne mocienyomux 30 MHH IpH 3TOH TeMmepaType.
3arem peaknuoHHyI0 cMeck pa3dasisitoT CH,Cly, mpomsiBatoT xonogueM pactBopom NaHCO; u cymar Hanx
MgSO,. Ilocie ynaneHus: OCyLUIMTENS U PACTBOPHUTEIISE OCTATOK 0€3 OYMCTKH HCHOJIB3YIOT B MOCIEAYIOIEl pe-
aKIWN.

Beixoa: 500 mr (90,8% ot Teopun). CoH,CINO, (M = 201,65). Paccu.: MonekysspHeiii muk (M+H)" :
202/204; obHapyx.: Monekynspubii mak (M+H)': 202/204. 3nauenne Ry 0,3 (cuimkareis, HeTpOJIeHHbIIR
3¢up/EtOAc B cooTHOmIEHNH 6:4).

2.118.e. (6-/IluMeTOKCUMETUITTUPUTUH-3 - 1T )allE€TOHUTPHIL.

K 5,21 r (80 mmoreit) KCN B 5,2 mut Bogst nodasssiror 20 ma JIMCO, noce vero npu 80°C mo KarisiM
nob6asistror pactBop 500 mr (2,48 Mmonst) S-xnmopmerui-2-nuMeTokcuMerrinupuania B 10 mur JIMCO n peak-
IIMOHHYIO CMECh BBIJIEP’KMBAIOT B TeueHUe mnocienyromiero yaca npu 80°C. anee cmech cnuBatoT B 200 mut Bo-
11, HacelmaroT NaCl, TmarensHo sxctparupytoT EtOAc, oprannueckyto ¢asy cymar Hax MgSO4 u puieTpytor
Yyepe3 aKTUBHUPOBAHHBIN yroyb. PuiibTpaT KOHUEHTPUPYIOT U OCTATOK OYMIIAIOT XpoMmaTtorpadueii Ha cumkare-
ne (CH,Cl,/MeOH B cootHomrennu 9:1).

Bexon: 330 mr (69,2% ot teopun). C,oH pN,O, (M=192,22). Paccy.: MONEKYISPHBIA TIHK (M+H)": 193;
o6Hapyk.: Monekynsapusii muk (M+H)": 193. 3nauenne Ry 0,48 (cumukarens, CH,Cl/MeOH B cooTHOIIEHHH
9:1).

2.118.x. 2-(6-/IluMeTOKCUME TUIITUPUTUH-3 - 1T ) THIIAMUH.

K pactBopy 330 mr (1,72 Mmmomst) (6-AUMETOKCHMETHIITHPUANH-3 -1 )alleToHUTpIia B 10 M1 MeTaHOIBHO-
ro pactBopa NH; noGasinsitor 50 Mr Hukens: PeHest u peakJMOHHYIO CMECh B Te€4eHHE 15 4 rUIpUpPYIOT B aBTO-
kiaBe Ilappa npu 30°C u maBiaenuu H, 3 6apa. Ilocie 3T0r0 Kataau3arop OTQHILTPOBBIBAIOT, PACTBOPUTEIH
BBINIAPUBAIOT B BAKYYME U OCTAaTOK 0€3 OUMCTKU MCIOIB3YIOT B TIOCIENYIOLIEH PEaKLInH.

Beixon: 340 mr (100% ot teopun). C1oH ¢N,O, (M =196,25). Paccu.: monexynspusii muk (M+H)": 197;
o6Hapyk.: MonekysipHblit muk (M+H)": 197. Bpems ynepxusanus npu XKXB/I: 1,3 mun (Meton A).

2.118.3. [2-(6-IUMETOKCHMETHIITUPUANH- 3 - M1 )3T [aMu ] 4'-XT0pOud eHII-4-KapOOHOBOI KHCIOTHL.

YkazaHHOE COeIMHCHHE TIOTYYaloT B COOTBETCTBUU ¢ obmied meromukoii I uz 340 mr (1,73 mmomns) 2-(6-
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JTUMETOKCUMEeTIIITUPUANH-3-mn)3TriamMuHa 1 419 mr (1,80 MMons) 4'-xmopoudennn-4-kapOOHOBOM KHUCIOTHI.

Beixon: 210 mr (28,4% ot Teopun). Cr3Hy3CIN,O3 (M = 410,90). Paccu.: monekynsphbiii nuk (M+H)':
411/413; obHapyx.: Monekynsapusiii muk (M+H)": 411/413. 3nauenue Ry: 0,4 (cumukarens, CH,Cl,/MeOH/NH;
B cootHomeHuu 9:1:0,1).

2.118.1. [2-(6-DopmunupuanH-3-ui)3Tii |amu 4'-xinopoudenus-4-kapOoHOBOH KUCIOTHI.

K pactBopy 205 mr (0,5 mMmous) [2-(6-1MMeTOKCUMETHINMPUANH-3-11)aTri Jamua 4'-xsiopoudenuni-4-
kapOooHoBoi kucnotel B 10 M1 MeOH noGasisitor 5 mn 12%-noit HCIl u peakumonHyto cMech B TeueHue 4
nepememuBatot npu KT, mocne yero ee HarpeBaroT g0 80°C u OCTaBiSIOT HA HOYb PU 3TOW Temmepatype. Ja-
Jee BHOBb go0asisitoT 2,5 Mt 12%-Hoit HCL, BeinepsxuBator npu 80°C ewie B TeueHue 8 4, mocie 4ero Harpepa-
10T 10 100°C 1 OCTaBNAIOT Ha HOYH IIPH ATOH Temmeparype. 3aTeM PeakIHOHHYI0 CMECh CMemuBaioT ¢ 50 mi
BOJIbI, 3HaueHHe pH ycraHaBmuBaroT Ha 8 ¢ momomsio pactBopa Na,COj;, TmatensHo 3kctparupyior CH,Cly u
opranndeckyro ¢asy cymar Hag MgSO,. Ilocne ynaneHust OCymnTe st U paCTBOPUTENST OCTATOK 03 OYHCTKH
UCIIONIB3YIOT B MOCJIEAYIONIEH PeaKiyy.

Beixon: 180 mr (98,7% ot Teopun). Cy H 7CIN,O, (M = 364,84). Paccu.: MosekysipHbiii muk (M+H)':
365/367; obnapyk.: MonekyspHsiii muk (M+H)': 365/367. Bpems yaepsxusanus npu XKXBJI: 5,25 mun (MeTon
A).

2.118.x. [2-(6-ITupponuauH- | -uIMeTIIIIHPUARH-3-1101)3TIi |amug, 4'-ximopoudeHmn-4-kapOOHOBOH KHCIIO-
TBL

K pactBopy 180 mr (0,49 mmoust) [2-(6-dopMunnupuaun-3-mwn)aTii|amuaa 4'-xnopoudenus-4-kapooHo-
BOH KHCIOTBHI B 5 Mi ameroHuTpwia ao6asisaror 50 mxin (0,6 mmons) nupponuauna, 37,7 mr (0,6 mMmois)
NaBH;CN u 2 mn MeOH, nocne gero 3Hauenue pH ycraHaBIuBaroT Ha 5-6 ¢ OMOIIBIO JIEASHOM YKCYCHOM KH-
CIIOTHI M nepeMerinBaroT B TeueHue 5 u npu KT. 3atem peakiiMoHHYI0 CMeCh MOIKUCISAIOT |-MOJISPHBIM PacTBO-
pom KHSO,, noamenaunBator 2-MonsipabiM pactBopoM Na,COs, TmatesnsHo skcrparupyor CH,Cl, u opranu-
yeckyro (asy cymar Hax MgSO,. Ilocne ynaneHus ocymmTens W pacTBOPHUTENS OCTAaTOK OYHIIAIOT XPOMaTo-
rpadueit Ha cummkarene (CH,Cly/MeOH/NH; B cootHomennun 9:1:0,1).

Beixon: 25 mr (12,1% ot teopun). CosHyCIN3O (M = 419,96). Paccu.: monekynspubiii muk (M+H)':
420/422; oOHApyX.: MOJEKYIISPHBIA ITHK (M+H)": 420/422. 3nauenue R¢: 0,2 (cummkarens, CH,Cl,/MeOH/NH;
B cootHomeHuu 9:1:0,1).

Ipumep 2.119. [2-(5-ITupposnuauH- 1 -HIMETHATMPUIAAH-2 -1 )3T |amMu, 4'-X10pOudeHnI-4-KapOOHOBOM

KHCJIOTBI.
l Cl
n C
[

2.119.a. MeTtmioBslit 3pup 6-rHIPOKCUMETHITHUKOTHHOBOW KHACIOTHI.

VYkazaHHOE COeNMHEHHE TMONydaloT aHamorudHo npumepy 2.109.e m3 5,0 T (27,6 MMOMA) 5-METHIOBOTO
3¢dupa mupuarH-2,5-1uKapOOHOBOM KUCIOTHI ¢ UCTOIb30BaHNeM T1'® B KadecTBe PaCTBOPHUTENS U C MCIIOIB30-
BaHUEM TPET-Oy THIMETHIOBOrO 3(upa IJIst SIKCTPAKLIHUH.

Beixon: 2,0 r (43,3% ot teopun). CsgHoNO3(M= 167,17). Paccu.: monexynsapusiii mux (M+H)": 168; o6Ha-
py».: MosekysipubIii ik (M+H)': 168. 3nauenue Ry: 0,2 (cunukarens, CH,Cl,/MeOH B cooTHomenuu 95:5).

2.119.6. MeTuiioBblit 3¢up 6-XJI0OPMETHITHUKOTHHOBON KUCIIOTHI.

K oxnaxnenaomy 1o 0°C pactBopy 2,0 T (11,96 Mmomns) metninoBoro 3¢upa 6-THAPOKCHMETIITHUKOTH-
HoBo#i kucnotel B 100 ma CH,Cl, no6asnsror 1,06 mut (13 MMmosield) nupuaiHa, a 3aTeM MEIUIEHHO 110 KarulsiM
nobassiror 1,08 mut (13 mmoutelt) TroHmIXIOpHaa. Jlajgee mepeMenInBarT B TeUSHHE OCICAYIONMIEro Yaca Mmpu
0°C, mocie yero cmecu aaroT MeaieHHo Harperbes qo KT. Jli1st momHoro 3aBepiieHus peakiuyd BHOBb J100aBs-
1ot 1 mut (12 mmorneit) THOHMIXIIOpHIA U 3aTeM nepeMeinnBaroT B Tedenue 1 1 npu KT. Iocne atoro peakunon-
HYIO CMECh CMEUIMBAIOT C BOZAOH, OpraHnyeckyro ¢asy OTHEISIIOT, IPOMBIBAIOT €€ pa30aBICHHBIM PacTBOPOM
NaHCOs; u Bogo# u cymar Hax MgSO,. Jlanee GuiabTpyIOT yepe3 akTHBHPOBAHHBIN YIoJIb U PACTBOPUTEIND BbI-
MapuBaIOT B BaKyyMe. [1oydeHHbIH NpoIyKT 0€3 OYNCTKH MCIIOIB3YIOT B TOCIEIYIONIEH PeaKkn.

Bexon: 1,7 T (65,1% ot teopun). CgHgCINO,(M = 185,61). Paccu.: monekynspasiit muk (M+H)': 186/188;
o6Hapyk.: MonexyspHeii mukx (M+H): 186/188. Bpems ynepxusanus npu XKXBJI: 6,7 mun (MeTox A).

2.119.B. MeTunoBbIii 3pup 6-1IMaHOMETHIHUKOTHHOBOMN KHCIIOTHIL.

VYka3aHHOE COCMHEHHE MOIYUYaloT aHaNornyHo npumepy 2.118.e u3 merunosoro a¢upa 1,5 r (8,08 mmo-
J151) 6-XJIOPMETHITHUKOTHHOBOU KHCIOTHI M 5,2 T (80 MMoneit) KCN, mipu 3TOM [jIsl O4MCTKH XpoMaTtorpadueit Ha
CUJIMKaresie B KaUeCTBE AJIIOCHTA UCTIONB3YIOT cMech Iukiorekcan/EtOAc B cooTHoreHuu §:2.

Beixon: 220 mr (15,5% ot teopun). CoHgN,O, (M = 176,18). Paccu.: monexynsapusii muk (M+H)": 177;
06Hapyk.: MoJleKynspHblii ik (M+H)": 177. 3nauenue Ry 0,6 (cuukares, nerposeitnsiii s3¢pup/EtOAc B co-
otHOmeHnH 1:1).

2.119.r. Metnnosslii 3¢up 6-(2-aMUHOITHII) HUKOTUHOBOW KHCIOTHI.

K pactBopy 75 mr (0,43 MMoIsl) METHIIOBOTO 3(hupa 6-IIHAHOMETHITHUKOTHHOBOW KHCIIOTHI B 5 MJI MeTa-
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HOJBHOTO pacTBopa NH; moGammsror 20 Mr HuUKenst PeHes u peakIMOHHYIO CMECh B T€UCHHE 6 U THAPHPYIOT B
aBtokinase [lappa npu 30°C u maBnenun H, 3 Gapa. Ilocie aToro xarainm3atop oTQUIBTPOBBIBAIOT, PACTBOPH-
TEJIb BBIMTAPHUBAIOT B BAKYyME M OCTATOK 0€3 OUMCTKHU HCTIONIB3YIOT B MOCIIEAYIOIIEH PeaKIH.

Beixoxa: 70 mr (90,3% ot Teopun). CoH ,N,Oo(M= 180,21). Paccu.: Monekyspubiit ik (M+H)™: 181; 06-
HapyX.: MonekyIsapHbiif muk (M+H)™: 181. Bpems yaepxusanus npu XXKXB/I: 2,5 mun (MeTox A).

2.119.1. MetunoBsiit a3¢up 6-{2-[(4'-xnopoudenmn-4-kapOoHIIT)aMHUHO [9THII } HHIKOTUHOBOW KHCIIOTBL.

Yka3zaHHOE COCAMHEHHE MOJTyYaroT B COOTBETCTBHU ¢ 001eii Meroaukoii I uz 70 mr (0,39 mMouist) MmeTuiio-
Boro 3¢upa 6-(2-aMUHOITHI)HUKOTUHOBOM Kuciotel 1 100 mr (0,43 mmodst) 4'-xnopOudenui-4-kapOoHOBOI
KHCJIOTHI.

Boixon: 150 mr (88,3% ot Teopun). CyH 9CIN,O3 (M = 394,86). Paccu.: MosekyspHbiii muk (M+H)':
395/397; obuapysx.: MonexynsapHblii muk (M+H)": 395/397. Bpems ynepxupanus npu XXXBJI: 8,6 Mun (MeTon
A).

2.119.e. 6-{2-[(4'-X10pOudenmi-4-kapOOHIIT )aMIUHO |3 THI | HHIKOTHHOBAS KHCIIOTA.

K pactBopy 150 mr (0,38 mmomst) mermnoBoro 3dupa 6-{2-[(4'-xmopoudenn-4-kapOOHMIT)aMIHO |
STHJI  HHKOTHHOBOM KUCIOTHI B 25 Mi1 MeOH nob6asmsror 0,8 mi 1-momsipHOTro pactBopa NaOH 1 peakiioHHYyI0
cMech B TedeHue | 1 HarpeBaroT ¢ oOpaTtHeIM XojommisHIKOM. [anee Herrpanmsytot 0,8 ma 1H. HCI, koHIeH-
TPUPYIOT B BaKyyMe, OCTATOK Pa3MELIMBAIOT C BOAOH M OCATOK OTHEILIOT BaKyyM-(GHIbTpanueld. DTOT OCTaTOK
3areM pactBopsatoT B TI'®, pactBop cymat Hax MgSOy, punbTpyoT 1 KOHIEHTPUPYIOT B Bakyyme. Ocratok 6e3
OYMCTKH HCTOJIB3YIOT B MOCIEAYIOIIEH peakHu.

Beixon: 90 mr (62,2% ot teopuu). Co H; CIN,O; (M = 380,83). Paccu.: monexynsapusii nuk (M+H)" :
381/383; obHapysk.: MonexynsapHblii muk (M+H)": 381/383. Bpems ynepxupanus npu XXXBJI: 6,9 mun (Meton
A).

2.119.x. [2-(5-T'unpokcumeTHIMUpUIUH-2-11)3TIi |amu g 4'-Xnopoudennin-4-kapOoOHOBON KHCIOTHI.

VYkazaHHOE COCIMHEHHWE IONydJaroT aHajmormgHo mpumepy 2.109.e u3z 90 mr (0,24 mmoms) 6-{2-[(4'-
xopoudeHmT-4-kapOOHIIT)aMIHO |3THI } HHIKOTHHOBOW KHCIIOTHI ¢ UCTONb30BaHneM TI'® B kadecTBe pacTBOPH-
TEJIS ¥ C MCIIOJIb30BAHUEM TPET-Oy THIMETHIOBOTO 3(Hpa ISl SKCTPAKLIIH.

Beixon: 50 mr (56,8% ot Teopun). CyHoCIN,O, (M = 366,85). Paccu.: mosekynsapublii muk (M+H)":
367/369; obHapyx.: MonekynsapHbiii muk (M+H)": 367/369. 3nauenue Ry 0,5 (cunuxarens, CH,Cl,/MeOH B
cooTHoeHu# 9:1).

2.119.3. [2-(5-ITupponauauH- 1 -uiMeTHANUpPUANH-2-mn)3Tii |amun 4'-xnopoudenm-4-kapOooHOBOH KHCIIO-
TBhI.

K oxnaxnennomy 1o 0°C pactBopy 50 mr (0,14 mmounst) [2-(5-rHIpoKCHUMETHIITUPUIAH-2-1IT)3THII |aMuia
4'-xnopoudennn-4-kapoonoroit kuciotsl B 5 mit CH,Cl, mo kamisiM 100aBisiioT 22 MKJI THOHHJIXJIOPHIA U pe-
aKIUOHHOU cMecH AaroT MeaneHHo HarpeTbes 10 KT. INocne Boiaepxkku B Tedenue 1 4 npu KT mig momHoro
3aBEpLICHUs PEAKIMU 110 KAIUISIM JOTIOJIHUTEIBFHO T00aBISIIOT 22 MKJI THOHHIXJIOPU/AA U TIEPEMEIINBAIOT B Te-
yerne | 4. 3areM peakunonHyro cMmech pa3bdapisaior 30 mu CH,Cly, cMemmBaOT cO CMECHI0 BOABI CO JIBIOM,
noamenaynBatoT pactBopoM NaHCO;, opranmdeckyro (azy OTAEISIOT, MPOMBIBAIOT €€ BOJOW M CyIIaT Hax
MgSO,. ITocne ynaneHus: ocymuTens K 3TOMy pacTBopy Ho6aBisttoT 50 Mk (0,6 MMOJIST) MAPPOIHINHA U PEaK-
IIMOHHYIO CMECh OCTaBIIAIOT HA HOUYb nepememmBathes mpu KT. Jlanee KOHIEHTPUPYIOT B BaKyyMe M OCTaTOK
ouMIarT ¢ nomoupio JKXB/I.

Beixon: 2,4 mr (4,1% ot teopuu). CypsHyCIN;O (M = 419,96). Paccu.: monexynspubii muk (M+H)":
420/422; obHapyx.: Monekyaapusii muxk (M+H)": 420/422. 3uauenne Ry 0,3 (cunmuxarens, CH,Cl,/MeOH B
cootHomeHuu 9:1). Bpems yaepxxuanus mpu XXXB/I: 6,0 Mun (MeTom A).

Mpumep 2.120. {2-[4-(1-ITupponunun-1-undtun)denun |aTun famua 4'-xsopoudennn-4-kapOoHOBON Ku-

CJIOTHI.
O cl
L

2.120.a. Tpet-byTtunossrii a3¢up [2-(4-anetmwideHnn) T |kapOaMUHOBOM KHCIOTHL.

K pactBopy 4,99 r (25 mmoneit) 1-[4-(2-amuHo3THII)(heHMIT |3TaHOHA (KCIIOIB3YEMOTO B BUIE THAPOXIIOPHU-
nma) B 100 mu CH,Cl, nobGarisitor 5,46 1 (25 mmoreit) BOC-anrunpua, 3atem npu KT MemieHHO 1o Karisim
nobarisitor 25 mut 1H. pactBopa NaOH u 1o 3aBepiiieHHH 3TO# onepanuu 100aBJICHUs MEPEMEIINBAIOT B TeUe-
uue 2 1 npu KT. [lanee peakimoHHY0 cMech (GMIBTPYIOT Yepe3 LEIHT, ABAXIbI MPOMBIBAIOT BOJIOW U CyIIAT
Hag MgSO,. 3aTeM QUIBTPYIOT Yepe3 aKTHBUPOBAHHBIN Yroib, KOHIICHTPUPYIOT B BAaKyyMe M MPOJYKT 0€3 04n-
CTKH HCIIOJB3YIOT B TIOCICAYIOUICH PeaKIIy.

Bexon: 6,4 T (97,2% ot teopun). C;sHy NO; (M = 263,34). Paccu.: MONEKYISPHBIA TTHK (M+H)": 262; 06-
HapyX.: MOJEKYJSAPHBIN MUK (M+H)": 262. 3nauenue R¢: 0,88 (cmmkarens, CH,Cl,/MeOH/NH; B cooTHOIIE-
Huu 9:1:0,1).

2.120.6. tper-byTtuiossiii a3¢up {2-[4-(1-rugpokcudTiin)GeHu |PTIi } KapOaMUHOBOIN KHUCIIOTHI.
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K pactBopy 6,58 1 (25 MmMoueit) TpeT-OyTiioBoro sdupa [2-(4-aneTuagpeHn ) T |KapOaMUHOBOH KHCIIO-
161 B 250 M1 MeOH npu KT nopuumsmu nobasmsrot 4,72 r (125 mmoneit) NaBH, u peakiipioHHYI0 cMeCh OCTaB-
JSIOT TepeMeIBaThCs Ha BHIXOAHBIE. Jlanee ee ocTOpOoKHO MoAKHCIAOT pacTBopoM KHSO,, TmaTensHo 3kCT-
parupyroT TpeT-0yTHIMETHUIIOBBIM 2(HPOM, OpraHuuecKyto a3y MPOMBIBAIOT HackilleHHbIM pacTBopoM NaCl u
cymat Hag MgSO,. [Tocne ynaneHust oCylmuTeNss U pacTBOPUTENS OCTAETCsl IPOIYKT B BHJIE JKEJITOBATOIO Mac-
JIa, KOTOPOE KPUCTAJUTU3YETCs TIPH CTOSTHHU.

Brixox: 5,4 1 (81,4% ot Teopun). C;sH,3NO5 (M = 265,36). Paccu.: Mmonexynspssii muk (M+H)™: 266; 06-
Hapy.: MoneKynspHblit muk (M+H)": 266. 3nauenne Ry: 0,4 (cumukarens, nerponeiinsiii 53¢pup/EtOAc B cooT-
HOIICHUN 6:4).

2.120.8. Tper-bytmiosslii adup {2-[4-(1-nuppomuaun-1-mwisTHn)heHn |3t } kKapOaMUHOBOH KUCIIOTHI.

K oxnaxnennomy no 0°C pactopy 2,89 r (10,89 mmouns) tper-OyrunoBoro adupa {2-[4-(1-runpoxcu-
otii)pernn |31 f kapdamuaoBoit kucnotel B 50 M CH,Cl, m 1,25 mMn TpusTHIaMHHA TIO KardisiM JTOOaBIISIOT
0,66 M (8,5 MMOTIs) XJIOpPaHTHIPHUIA METAHCYIH(POHOBON KHCIOTH, pacTBopeHHoro B 10 min CH,Cl,. [lanee
NEepEeMELIMBAIOT B TEUCHUE | U IIPH 3TOH TeMmIeparype, MMociie 4ero no KamisiM MEIICHHO 100aBIsIOT pacTBOp
1,4 Mz (17 mmomneit) mupponuanaa B 10 Mix CH,Cl,. 3ateM peakinoHHYI0 CMECh OCTABIISIOT Ha HOYb ITEPEMEIIIH-
Batbes ipu KT, mocie wero cmemmBarot ¢ pasbasienHsiM pactBopom KHSO,, opranundeckyro ¢asy OTAeNsIoT,
JBaKIBI MTPOMBIBAIOT e¢ pa3daBieHHbIM pactBopoM KHSO,, oO0beauHeHHBIC BOAHBIC (a3bl MOIICTAYHBAIOT
pactBopoM K,CO; 1 TIIATEIBHO IKCTPATUPYIOT TPET-Oy THIMETHIOBBIM 3(GupoM. OObeAMHECHHBIC OPraHUUYCCKHIE
(ha3bl HECKOJIBKO pa3 MPOMBIBAIOT HEOOJIBIIIMM KOJIMUYSCTBOM BOJIbI M cymiat Haax MgSOy. [ocie ynanenus ocy-
HIMTEIS] U PACTBOPUTEIIS IIPOAYKT O€3 OUMCTKHU HCIOJIB3YIOT B IMOCIEAYIOIIEH PeaKiHH.

Bexon: 0,3 r (8,7% ot Teopun). CoH30N,0, (M = 318,46). Paccu.: Mmonexynspusiii mux (M+H)': 319; 06-
Hapy.: Mojeky spHbii ik (M+H)™: 319. 3nauenue Ry 0,22 (cumukarens, CH,Cl,/MeOH/NH; B cooTHoIIE-
Hun 9:1:0,1).

2.120.r. 2-[4-(1-ITuppommanH- | -u>THI ) PeHUIT | I THITAMUH.

K pactBopy 300 mr (0,94 mmoust) Tpet-OyTrioBoro 3dupa {2-[4-(1-mupponuana-1-mwmaTrn)herun |3}
kapbamuHoBo# kuciotel B 20 M CH,Cl, nobasnstor 0,72 M1 TpUPTOPYKCYCHOM KUCIOTHI M TIEPEMEIINBAIOT B
teuenne 1 4 npu KT. [lyis nonHOro 3aBepiiieHus peakiuuu BHOBb 100aBisitor 0,72 Ml TpUPTOPYKCYCHOM KUCIIO-
TBHl M PEaKLHOHHYI0O cMech B TeueHHue 1 u BeineprkuBaioT npu KT. ITocne sToro pactBopurtens BHIIAPHBAIOT B
BaKyyMe, OCTaTOK PacTBOPSIOT B Boje, moamenaynBatoT 2H. NaOH, TmarensHo skctparupytor EtOAc u opra-
HUueckyto ¢azy cymar Hag MgSO,. [ocie ynaneHust oCcylmnTesst 1 pacCTBOPUTENS MPOAYKT O€3 OYMCTKH HC-
MOJIB3YIOT B ITOCIIEYIOIIEH PEaKIiH.

Beixon: 150 mr (72,9% ot teopun). C4H,N, (M = 218,35). Paccu.: Mosekynspubiii muk (M+H)™: 219;
o6Hapyx.: MoneKynspHblii muk (M+H)': 219. 3nauenue Ry 0,15 (cunukarens, CH,Cl,/MeOH/NH; B cooTHo-
miennu 8:2:0,2).

2.120.1. {2-[4-(1-ITuppomuaua- | -wmsTen)pernn |3t  amun 4'-xa0pOoudeHmn-4-kapOoHOBOH KHCIOTHL

VYkazaHHOE COeIMHEHHE TOIYYaloT B COOTBETCTBUU ¢ oOmel meromukoii I uz 150 mr (0,69 mmoms) 2-[4-
(1-mappommann- 1 -wm T ) permn 3rrramusa u 176 mr (0,76 mmors) 4'-xmopoudenmn-4-kapOOHOBOK KUCIIOTEHI.

Bexon: 150 mr (88,3% ot Teopun). CosHyeCIN,O (M =433.0). Paccu.: monekynspubii muk (M+H)':
433/435; obHapy.: MoneKyIapHbIii muk (M+H)": 433/435. Bpems yaepsxupanus npu KXBJI: 6,33 Mun (Meton
A).

Mpumep 2.121. {2-[3-bpom-4-(2,5-quruaponupposn-1-uimerni)pernn |t jamug  4'-xinopoudenun-4-

KapOOHOBOW KUCIIOTHI.
] cl

2.121.a. [4-(2-AMuHO3TIIT)-2-OpOMbEHNIT |METAHOIT.

K pactBopy 4 r (17,68 mmoist) (3-6pom-4-runpoxcumermindenni)aneronurpuia (cM. npumep 2.107.8) B
100 ma TT'® u 50 M metaHonpHOTO pacTBopa NHj mobasimsttor 100 Mr Hukens PeHes u peakIioHHYIO CMeCh B
TedueHue 5 4 BCTpsxuBaroT B aBToknase [lappa npu KT u maBnenun H, 5 ¢pynTOB/KB.motiM. [Tocie 3Toro kara-
JIM3aTop OT(MIBTPOBBIBAIOT, PACTBOPUTENL OTTOHSIOT W IMPOXYKT 0€3 OYMCTKH HCIONB3YIOT B IOCIEIYIOIIEH
peaKLum.

Beixon: 3,8 1 (93,4% ot Teopun). CoH;,BrNO (M = 230,11). Paccu.: monekynspusii muk (M+H)':
230/232; obHapy.: MoseKyIapHblil muk (M+H)": 230/232. Bpems yaepxupanus npu XXBJI: 1,85 Mun (Meton
A).

2.121.6 Tper-bytunossiii adup [2-(3-6pom-4-ruapoKcuMeTHIPEHIIT)ITHI [KapOaMUHOBOW KUCIIOTHI.

K pacrBopy 3,8 r (16,51 mmons) [4-(2-amuHOdTHN)-2-Opompenmt|meranona B 50 mn CH,Cl, nobasisror
17 mn 1-monsiproro pactBopa BOC-anruapuna B CH,Cl, 1 peakioHHYI0 CMECh OCTaBIISIIOT HAa HOYb IepeMe-
mmBatbest npu KT. danee pazoasnstor 100 mu pazbasnenHoro pactsopa KHSO,, opranuueckyto a3y otnens-
0T, TIPOMBIBAIOT ee pa3baBiaeHHBIM pacTBopoM NaHCO; u Bomoit u cymat Hag MgSO,. [locne ymaneHus ocy-
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IIATETS] ¥ PACTBOPHUTEIS OCTATOK OYMINAIOT XpoMarorpadueil Ha CHIMKarese.

Berxon: 2,3 1 (42,2% ot Teopun). C4H,0BrNO; (M = 330,22). 3nauenue Ry 0,44 (cunukarens, IeTpoJiei-
HbIi 3Gup/EtOAC B cooTHOIICHNH 6:4).

2.121.B. Tper-byTunosstii a¢up [2-(3-0pom-4-xm0pMeTHIISHNI )3 THI |KapOaMHHOBOH KHUCIIOTHI.

K oxmaxngernomy no 0°C pactBopy 1,98 1 (6,0 mmonei) Tper-OytmmoBoro 3¢wupa [2-(3-6pom-4-
ruApoKcuMeTHIIeHn )aTui JkapdamunoBoit kucinotsl B 50 M CH,Cl, u 0,53 mit nupuanHa MeUIeHHO IO Karl-
nsm robassarot 0,54 it (6,5 MMOJIS) THOHIIIXJIOPHAA, IEPEMENINBAIOT B TeUEHHUE Mocieayromero yaca npu 0°C
u 3areMm HarpeBaroT g0 KT. ITociie 3Toro peakioHHY CMECh CMEIIUBAIOT C BOJAOH, OpraHHUYEecKyto ¢a3y mpo-
MbIBalOT pazbasieHHbIM pactBopoM KHSO, u Bomo# u cymar Hany MgSO,. [lonyueHHslid nocne GpuiabTpanuu
4yepe3 aKTHBUPOBAHHBII yrojb U ylaJIEHHUs PaCTBOPHUTEIIS MPOAYKT 03 OYMCTKH HCIIOJIB3YIOT B MOCIEAYIOIIEH
peakuum.

Beixon: 2,0 T (95,6% ot teopun). C4H;oBrCINO, (M = 348,67). Paccu.: monekynsipublit nuk (M+H)':
348/350/352; obmapyx.: MonexyasapHsiii mux (M+H)": 348/350/352. 3nauenue Ry 0,6 (cunmkarens, meTpomneii-
He1i 2¢up/EtOAc B cooTHOIEHNN 6:4).

2.121.r. tper-Bytunossiit 3¢up {2-[3-6pom-4-(2,5-auruaponuppo- | -uiMeTw ) peHn | 3T  KapOaMIHO-
BOM KUCJIOTBL.

K cycnensun 1,9 r (5,45 mmons) tper-Oytunosoro 3dupa [2-(3-6pom-4-xnopmeruindenn)aTui Jkapoda-
MUHOBOM KucioThl 1 2,5 T (18,1 mmomns) K,CO; B 50 M anerorntpmiia godasisroT 0,84 mu (11 mmoneit) 2,5-
quruapo- 1 H-nuppona u peakiiMOHHYIO CMECh OCTaBJIAIOT Ha HOoub nepememuBarbes npu KT. Iocne atoro cyc-
NEeH3UI0 QUIBTPYIOT, QUIIBTPAT KOHLIEHTPUPYIOT B BAaKyyMe U OCTATOK OYMILAIOT XpomaTtorpadueil Ha cuinka-
reJe.

Beixon: 0,5 r (24,1% ot teopun). CisHysBrN,O, (M = 381,32). Paccu.: monekysspubiii muk (M+H)':
381/383; obHapyx.: Monexkynspusii mux (M+H)": 381/383. 3nauenue Ry 0,58 (cunukarens, CH,Cl,/MeOH B
COOTHOUIEHNH 8:2).

2.121.x. 2-[3-Bpom-4-(2,5-murunporuppoin- 1 -ummeTri ) peHu | 3 THITaMuH.

K pactBopy 500 mr (1,31 mmoms) tper-OytumoBoro 3dupa {2-[3-6pom-4-(2,5-muruapomnuppon-1-
wiMeTH)permn |31 f kapbamuHoBo# KucaoTs B 50 M CH,Cl, 1o6aBisttoT 5 M TpUGTOPYKCYCHOM KHCIOTHI U
PEaKIOHHYIO CMeCh B TedueHHe 2 1 nepememuBaroT npu KT. Jlanee KOHIIEHTPUPYIOT B BaKyyMe, CMEIIUBAIOT C
Bonoit u CH,Cl,, 3Hauerne pH ycTanaBimBaroT Ha meno4yHoe ¢ momobio pactBopa K,COs, opranmueckyro da-
3y OTAENAIOT U €€ BHOBb IIPOMBIBAIOT BOJOH. Jlaiee KOHIEHTPHUPYIOT B BAKyyME U MPOIYKT OUYHIIAIOT XPOMATO-
rpaduei Ha cuiInKarene.

Beixon: 350 mr (95,0% ot Teopum). C3H,;BrN, (M = 281,20). Paccu.: MonekynsapHeii muk (M+H)" :
281/283; obHapyx.: MonekyspHblii nuk (M+H)™: 281/283. 3unauenne Ry 0,08 (cunuxarens, CH,Cl,/MeOH/
NH; B cootHomenuu 95:5:0,5).

2.121.e. {2-[3-Bpom-4-(2,5-murunponuppoi-1-unmermn)penu|atui famua  4'-xaopoudenni-4-kapooHo-
BOM KUCJIOTBI.

VYkazaHHOE COCIMHEHHE IONYYalOT B COOTBETCTBUH ¢ obmei metonukoi I m3 141 mr (0,5 mmors) 2-[3-
opom-4-(2,5-gurunponuppon- | -uwnvetmn)permwn prutamuaa o 116 mr (0,5 mmoms)  4'-xnopoudenun-4-
KapOOHOBOM KHCIIOTHI.

Beixon: 140 mr (56,5% ot teopun). C,sH,4BrCIN,O (M = 495,85). Paccu.: Monekynsphbiit muk (M+H)':
495/497/499; obHapyx.: MosekynspHbiii muk (M+H)": 495/497/499. Bpems ynepxusanus npu XKXBJI: 6,6 Mun
(meton A).

[Mpumep 2.122. {2-[3-bpom-4-(2,5-nurunponuppou-1-uameruin)penni |t famug 4'-6pom-3-dpropoude-

HHJI-4-KapOOHOBOW KUCIIOTHI.
Br

om o™
N.

2.122.a. 4'-Bpom-3-dropoudenui-4-kapOOHOBasT KUCIIOTA.

K pactBopy 1,1 1 (5 mmoneit) 4-6pom-2-hropoen3oitHoit kuciotel B 5 ma IM® u 5 Mt quokcana nocie-
noBatenbHo nob6asisitor 1,04 r (5 mmoneit) 4-OpomdenundoponoBoii kucnotel, 115 mr (0,1 mmons) Terpa-
kuc(rpudenmipochun)namuianus 1 2 mi 2-moisipHoro pactsopa Na,CO; U peakIHOHHYIO CMECh B TEUEHUE 2 U
HarpeBaroT ¢ 00paTHBIM XOJIOJUILHUKOM. [[JIs IIOJTHOTO 3aBepLIeHUs peakii BHOBb cMemuBaroT ¢ 250 mr (1,25
MMOJIs) 4-0poMeHIIIOOPOHOBOI KHCIOTH M HArPeBaloT ¢ 0OPaTHBHIM XOJOAMIFHIKOM €Ille B TeueHne 2 4. 3a-
TEM PEAKLHOHHYIO CMECh B TOPSYEM COCTOSHHU (DHIBTPYIOT Yepe3 CTEKJIOBOJIOKHUCTHINA (HIBTP, MPOMBIBAIOT
BOJIOM, MOIKHUCISAIOT pa3daBineHHBIM pactBopom KHSO,, o0pa3oBaBmmiics 0cagoK OTHENSIOT BaKyyM-
¢unpTpanmeil ¥ mpoMbIBalOT BOAOH. OCTAaTOK pacTHparOT C AIETOHHUTPUIOM M HEOOIBIINM KOJINYECTBOM
MeOH, oT¢uibTpoBBIBAIOT HE pacTBOPHUBILIEECS BEIIECTBO, (GUILTPAT KOHLEHTPUPYIOT, OCTATOK PACTUPAIOT C
MeOH u npoJyKT OTAENSIOT BaKyyM-(HIbTPALHeH.

Beixona: 140 mr (9,5% ot teopuu). C3HgBrFO, (M = 295,11). Paccu.: monekynsprbiii nuk (M+H)":
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293/295; obHapyX.: MOJEKYISAPHBIN MUK (M+H)": 293/295. 3nauenne R¢: 0,5 (cmmkarems, CH,Cl,/MeOH B
cooTtHomeHuu 9:1).

2.122.6. {2-[3-Bpom-4-(2,5-auruaponuppot- 1 -wimetin)perun [atui famun - 4'-0pom-3-hropoudeHm-4-
KapOOHOBOM KHCIIOTHI.

Yka3zaHHOE COCMHEHHUE MOJIYYalOT B COOTBETCTBUM ¢ oOmiei metonaukoi I u3 141 mr (0,5 mmois) 2-[3-
6pom-4-(2,5-nuruaponuppod- 1 -unmerwn)penun drunamuna u 140 mr (0,47 mmonst) 4'-6pom-3-dropoudenu-
4-kapOOHOBOM KUCIIOTHI.

Beixon: 10 mr (3,8% ot Teopun). CyeHy3BroFN,O (M = 558,29). Paccu.: MonekynspHbiii muk (M+H)':
557/559/561; obmapyx.: Monekynapusii muk(M+H)": 557/559/561. Bpems ynepsxupanus npu XKXBJI: 7,0 mun
(metom A).

Mpumep 2.123. [2-(3-AMuHO-4-TMppONHUANH- | -HMeTIIIheHIN )3T |amuy 4'-xopOoudenmn-4-kapooHo-

BOM KHCJIOTBI.
cl
H g
I
N
CL \/Q/\/ I
NH,

K pactBopy 40 mr (0,08 mmoist) tper-OyTmioBoro 3¢wupa (5-{2-[(4'-xmopoudennn-4-kapOoHMIT)aMIHO |
STHII } -2-IUPPOTHANH- | -unmMeTrIheHII )KapOaMuHOBO# KucaoThl (M. mpumep 2.116) B 3 mu CH,Cl, nobas-
10T 0,12 M1 TpUPTOPYKCYCHOM KHCIOTHI M PEAKIIMOHHYIO0 CMECHh OCTABIISIOT IIEPEMEIINBATHCS Ha BEIXOIHBIC TIPU
KT. [lanee KOHIEHTPUPYIOT B BaKyyMe, CMEIIMBAIOT C MOIyHACHIIIEHHBIM pacTBopoM NaHCO;, skcTparupyrot
EtOAc u oprannueckyio daszy cymar Hagx MgSO,. Ilocne yaaneHus oCymUTess U PaCTBOPUTEIISE OCTATOK OYH-
maroT ¢ nomoirso XKXB/I.

Bexon: 3 mr (7,3% ot teopmm). CycHpsCIN;O-C,HF;0, (M = 548,01). Paccu.: MoneKkymspHBI MUK
(M+H)": 434/436; obnapyx.: MonekynspHbiii muk (M+H)": 434/436. Bpems ynepxusanus npu XKXBJI: 5,35
muH (Stable Bond C18, 3,5 MxM, Boa/aneToHUTpHII/MypaBbruHasl KUCIIOTa B cooTHomeHnu 6:4:0,015).

[Mpumep 2.124. Drun|2-(4-nupponuans-1-nnmernndennn)atmi|amus 4'-xnoponpennn-4-kapOoHOBOH Ku-

CJIOTHI.
Cl
o8
C!\“\/©/\/ |

2.124.a. Ot 2-(4-nupponuaus- 1 -miMeTu A EHIIT )3 THI |aMUH.

K pactBopy 204 mr (1,0 Mmmonb) 2-(4-mupponuaus- 1 -unmerundenun)stunamusa u 0,17 M TpusTUiIaMuHa
B 5 M1 TI'® no karusam podasisitor pactBop 89 Mk (1,1 mmons) stunmmoauaa B 1 mia TI'® u peaknoHHyO
cMech nepememnBaroT B Teuenue 24 u npu KT. [Janee cmemmBaior ¢ HackieHHbIM pactBopoM NaHCO;, skct-
parupytor EtOAc u opranndeckyto ¢asy cymat Hag MgSO,. [Tocne ynaneHus ocymunTesst 1 pacTBOPHUTEIIST OC-
TaTOK 0€3 OUYMCTKH MCIOIB3YIOT B TIOCIENYIOMIEH peaKInHy.

Bexoa: 70 mr (30,1% ot Teopun).

2.124.6. Otun[2-(4-mupponuauH- | -unMeTrIheHIN )3T |amu 4'-X10pOondeHn-4-kapOoHOBOH KHCIOTHI.

VYkazaHHOE COeNMHECHHE TONyYaloT B COOTBETCTBHH C oOmielt meromukor I w3 70 mr (0,3 mmoms) sTun
[2-(4-mpponuauH- | -nunmeTrndernn )t JamuHa 1 81 Mr (0,35 mmons) 4'-xnopoudennn-4-kapOoHOBOH KHCIIO-
TBL

Bexon: 20 mr (14,9% ot teopun). CogH3 CIN,O (M = 447,03). Paccu.: Monekyssipupiii muk (M+H)':
447/449; obHapy.: MoneKyIapHblii muk (M+H)': 447/449. Bpems yaepsxupanus pu KXBJI: 6,92 Mun (Meton
A).

Mpumep 2.125. UzoOyTun|2-(4-nupponuaus- 1 -wnmermwidenun)stmwilamun 4'-xiaopoudenni-4-kapooHo-

BOM KHUCJIOTHI.
l cl
)
G\]\/@/v I

2.125.a. U300yTHin[2-(4-nuppostuans- | -mimMeTHIiih eHrIT )3 THIT |aMUH.

PactBop 204 mr (1,0 Mmmomnp) 2-(4-mupponuaus- | -niMerunderrn)tmiamuaa 1 91 mxir (1,0 Mmmoins) n3o-
MacisiHoro anpaeruna B 20 v TT'® cierka moAKHUCHISIOT JIEASHONH YKCYCHOW KHCIOTOH, CMEIIUBAIOT ¢ 253 MT
(1,2 mmomst) NaBH(OACc); u ocraBisror Ha HOUb nepeMemmBaThest pu KT. 3aTeM peaknnoHHYIO CMeCh CMe-
MIMBAIOT C NOdyHachmeHHBIM pacTBopoM NaHCOj;, TmarensHo 3kcTparupyoT EtOAc, Bogayto (a3y HacwIma-
10T K,CO; 1 akerparupyior EtOAc. O6benuneHnbie oprannueckue (asel cymar Hag MgSO,. Tlocie ynanenus
OCYILIUTENS M PACTBOPUTEIS OCTATOK 0€3 OYHUCTKH NCTIONB3YIOT B MOCIIEAYIOMIEH peaKIiH.
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Bexon: 250 mr (96,0% ot Teopun). C7Hx N, (M = 260,43). Paccy.: MOJIEKYIISIPHBII MUK (M+H)": 261;
0o0OHapyX.: MOJIEKYJISIPHBINA MUK (M+H)": 261. 3nauenne R¢: 0,4 (cunmnkarens, CH,Cl,/MeOH/NH; B cooTHOIIE-
Huu 8:2:0,2).

2.125.6. M300ytun[2-(4-nupponuaus- 1 -uaMmetuiadenun)dtuilamun  4'-xnopoudenun-4-kapOoHOBOH Ku-
CJIOTBIL.

Yka3zaHHOE COCMHEHUE MOJIyYaloT B COOTBETCTBUH ¢ 00miei Metoaukoi I u3 250 mr (0,96 Mmoist) u300y-
Tii|2-(4-nupponuaui- 1 -nnmernidenun )t amuaa u 244 mr (1,05 mmons) 4'-xnopoudennn-4-kapOoHOBOM
KHCIIOTHI.

Boixon: 67 mr (14,7% ot teopun). C3oH3sCIN,O (M = 475,08). Paccu.: monekynspubiii muk (M+H)':
475/477; obHapyxk.: MosieKyIsapHbIi muk (M+H)': 475/477. Bpems yaepxkusanus npu JKXBJI: 7,67 mun (Meton
A).

Mpumep 2.126. Luknorekc-3-eHumMeTI-[ 2-(4-mupponuans- 1 -unmmermindennn)atun|amun 4'-xmopoude-

HUIT-4-KapOOHOBOM KHUCIIOTBI.
cl

C@”

2.126.a. Llukmorekc-3-eHUIMETHII- | 2-(4-TTUPPOTHINH- | -HITMETHII() SHILT )3 THII |aMHH.

VYkazaHHOE COEAWHEHWE IMONy4YaroT aHaloru4Ho mnpumepy 2.125.a m3 204 mr (1,0 mmomp) 2-(4-
nuppouaui- 1 -unmerundenmnn)atunamuda u 114 mxo (1,0 mmons) 1,2,3,6-teTparuapoOeH3aibaerua.

Beixom: 100 mr (33,5% ot Teopun). CyHszoN, (M = 298,48). 3nauenue Ry 0,2 (cwmukarens, CH,Cly/
MeOH/NH; B cootHomiennu 8:2:0,2).

2.126.6. IMuknorekc-3-eHunmeTwi-[2-(4-nmupponuaus- 1 -unmermwindenmwn)atwilamun  4'-xa0poudeHmn-4-
KapOOHOBOW KUCIIOTHI.

Yka3zaHHOE COCAMHEHHE MMOTYyJaroT B COOTBETCTBUU ¢ 001eii meroaukoii I u3 100 mr (0,34 MMOJIsT) ITUKIIO-
reKc-3-eHmmMeTn-| 2-(4-nupponuani- 1 -unmernndenni)atmn|amuda u 86 mr (0,37 mmons) 4'-xnopoudennn-4-
KapOOHOBOW KHCIIOTHI.

Boixon: 46 mr (26,8% ot teopuu). Cs33H3;CIN,O (M = 513,13). Paccu.: monekynspubiii mux (M+H)':
513/515; obnapysx.: MonekyspHsiii muk (M+H)": 513/515. Bpems yaepsxusanus npu XKXBJI: 8,20 mun (MeTon
A).

Ipumep 2.127. Bensun[2-(4-nupponunus- 1 -wiamerwidennn)atilamun 4'-x10poudenni-4-kapOoHOBOM

KHCJIOTBI.
Cl

Cu@”

2.127.a. benzun[2-(4-nupponnant- 1 -mimMeTiiIheHIIT )3 THIT |aMUH.

VYkazaHHOE COEAWHEHHE IMONy4YaroT aHaloru4Ho mnpumepy 2.125.a m3 204 mr (1,0 mwmomp) 2-(4-
MUPPOTHINH- | -rMeTtrndermn ) tinamuda 1 102 mx (1,0 MMosp) 6eH3abaernaa.

Bexom: 160 mr (54,3% ot teopum). CyHyN, (M = 294,44). 3nauenme Ry 0,28 (cmimkarens,
CH,Cl,/MeOH/NH; B cootHomennu 8:2:0,2).

2.127.6. bensun[2-(4-mupponuaus- 1 -uinMeTiadeHm )3T |aMu 4'-X10pOoudeHn-4-kapOOHOBOM KHCIIO-
THI.

VYka3aHHOE COEMHEHHE I0JIy4aloT B COOTBETCTBUM ¢ oOuied Metoaukoii I uz 160 mr (0,54 mmous) O6en-
3ui[2-(4-nupposuans- 1 -unmermndennn)atui Jamura U 140 mr (0,60 mmodst) 4'-xnopoudennn-4-kapOoHOBOM
KHUCJIOTHI.

Beixon: 16 mr (5,8% ot teopun). Ci33HysCIN,O (M = 509,10). Paccu.: mosekynspubiid muk (M+H)':
509/511; obHapyx.: Monekynsphbiit muk (M+H)": 509/511. Bpems ynepxusanus npu XKXXBJI: 7,51 Mun (MeTon
A).

Mpumep 2.128. Hukmorexcummerwi|2-(4-mupponuauH- | -umMe T e )3T |amuy, 4'-X10pOoudern-4-

KapOOHOBOW KHCIIOTHI.
cl

CJ@N

2.128.a. HuxmorexcunmeTw| 2-(4-muppoauIiH- | -niMeTHI() €HIIT ) 3THIT |aMHH.
VYkazaHHOE COEAWHEHHE IMONy4YaroT aHalorudHo mnpumepy 2.125.a m3 204 mr (1,0 mwmomp) 2-(4-
MUPPOTHINH- | -rMeTundermn)stmnamuda u 121 mxr (1,0 MMOoITp) IHKITOTeKCaHKapOaIbIerua.
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Bexom: 100 mr (33,3% ot teopmm). CyHz;pN, (M = 300,49). 3mauenme Ry 0,18 (cmmmkarens,
CH,Cl,/MeOH/NH; B cootHomennu 8:2:0,2).

2.128.6. Ilukmorekcuamerwi[2-(4-mupponuaus- 1 -unmetmnderwn )3t |amug  4'-xa0poudenun-4-kapoo-
HOBOH KHMCIIOTBI.

Yka3zaHHOE COCMHEHHE MMOIyJYaroT B COOTBETCTBUU ¢ 001eii meroaukoit I u3 100 mr (0,33 MMOJIst) ITUKITO-
rekcunmeTw| 2-(4-nupponuaus- 1 -unmeruiadenun)stuilamuaa 1 86 mr (0,37 mmodst) 4'-xnopOudenun-4-
KapOOHOBOW KUCIIOTHI.

Beixon: 70 mr (40,8% ot Teopuu). Cs3H33CIN,O (M = 515,15). Paccu.: monekynspubii muk (M+H)':
515/517; obnapyx.: Monekynsphbiit muk (M+H)": 515/517. Bpems ynepxusanus npu XKXXBJI: 8,63 Mun (MeTon
A).

Mpumep 2.129. Huknonponummerni|2-(4-muppoauans- 1 -uimetundern )3t |amus 4'-xaopoudeHrn-4-
KapOOHOBO KHCIIOTHI.

<

2
Q™

2.129.a. HuxmonpormunMeTi| 2-(4-muppoauauH- | -uiaMe THII() €HIIT )3 THIT |aMITH.

VYkazaHHOE COEAWHEHHE IMONy4YaroT aHaloru4Ho mnpumepy 2.125.a m3 204 mr (1,0 mmomp) 2-(4-
nuppouauH- 1 -unmerundenun)dytunamuda u 75 M (1,0 MMOJTB) TTMKIIOTIpOTIaHKapOambAeTHIA.

Bexox: 100 mr (38,7% ot Tteopun). C;HyN, (M = 258,41). 3nauenne Ry 0,30 (cunmkarens,
CH,Cl,/MeOH/NH; B cootHomienuu 8:2:0,2).

2.129.0. Huknonpornuame | 2-(4-mUppoTuarH- | -UIMETHIDSHIIT )3T |aMuU 4'-xnopoudenun-4-
KapOOHOBOW KHCIIOTHI.

YkazaHHOE COCAMHEHHE MMOTyJaroT B COOTBETCTBHU ¢ 001meit meromukoit [ u3 100 mr (0,39 MMoIIst) UKITO-
npornuiMeTw| 2-(4-nupponuaue- 1 -unmerundenun)stiwiamuaa 1 100 mr (0,43 mmonst) 4'-xnopoudenun-4-
KapOOHOBOW KHCIIOTHI.

Berxon: 23 mr (12,6% ot teopun). CsoH33CIN,O (M = 473,06). Paccu.: Monexynspueiii muk (M+H)':
473/475; obHapyx.: MoneKynapHblii muk (M+H)': 473/475. Bpems ynepsxupanus npu KXBJI: 7,45 Mun (Meton
A).

ITpumep 2.130. 4-ITenTrn-N-[2-(4-mupponauanH- | -uaMeTHah eHIIT)ITHIT |OCH3aMII.

a oA

VYka3aHHOE COEAMHEHHE MOJIYy4YaloT B COOTBETCTBHM C obmield Mertoamkod | m3 2-(4-mupponmaun-1-
wimetwidermwt)atunamuaa (102 mr, 0,50 Mmois) u 4-neHTHI0eH30iHOM KucnoTh (96 Mr, 0,50 Mmos).

Bexon: 75 mr (39,6% ot Teopun). CosHzN,O (M = 378,56). Paccu.: monekynsapabiii muk (M+H)™: 379;
o6Hapyk.: MoneKyspHbli muk (M+H)': 379. Bpems ynepxusanus npu XKXBJI: 6,5 mun (Meton A).

pumep 2.131. 4-Bytrn-N-[2-(4-mupponunus- | -ummetrnndeHu) T |oeH3aMu .

oY

VYkazaHHOE COENWHEHHE IIOyYal0T B COOTBETCTBHH C oOmed meromukoir | u3 2-(4-mmppommnus-1-
nnvetmindenmn)3tmwiamuna (102 mr, 0,50 mmons) u 4-6yTunden3oiHoi kuciaoTs (89 mr, 0,50 MMos).

Beixon: 60 mr (32,9% ot teopun). CosH3,N,O (M = 364,54). Paccu.: monekynspbiii ik (M+H)™: 365;
06Hapyk.: MoneKysipHbit mukx (M+H)': 365. Bpems ynepxusanus npu XKXBJI: 6,0 mun (Meton A).

ITpumep 2.132. 4-Bytunamuno-N-[2-(4-nuppoiauus- 1 -nnmeTHMn(beHnﬂ)aTuﬂ]66H3aM1/m.

VYka3aHHOE COEAMHEHHE MOJIYy4YaloT B COOTBETCTBMM C obuield Mertoamkod | m3 2-(4-mupponmaun-1-
niMetuindermn)dtmwiamuna (204 mr, 1,0 Mmmons) u 4-0yTrnaMuHOOCH30iHOH KUCIoTH (155 mr, 0,80 MMos).

Berxox: 30 mr (9,9% ot teopun). C,4H33N30 (M = 379,55). Paccu.: monexyspasiii muk (M+H)': 380; 06-
HapyX.: MonekyIsapHbiii muk (M+H)': 380. Bpems yaepsxusanus npu XKXB/I: 6,0 mun (MeTox A).

[Mpumep 2.133. 4-(1-MetunOytui)-N-[2-(4-nuppoauIiH- | -UIMETHIPESHUIT)ITHI | OCH3aMHK 1.
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VYKa3aHHOE COEJAMHEHHE MOJIYyYaloT B COOTBETCTBHM C oOuield Mertoaukod | u3 2-(4-nuppoamaun-1-
wimetidermwn)atunamuna (82 mr, 0,40 mmoust) u 4-(1-merunOytnin)deH30iHoit kuciotsl (75 mr, 0,39 Mmons).

Brixox: 40 mr (27,1% ot Teopun). CosH3,N,O (M = 378,56). Paccu.: Monekynspusiii muk (M+H)™: 379;
o6Hapy.: MonekynapHbiii muk (M+H)": 379. Bpems ynepsxusanus npu JKXBJI: 4,3 mun (Meton B).

[Mpumep 2.134. N-[2-(4-ITuppomuans- 1 -mnimermndennn)atun]-4-(4,4,4-1pudTopOyTOKCH )OS H3aMH 1.

a OWEF

2.134.a. MerunoBsiii 3¢up 4-(4,4,4-TpudTopOyTOKCH)OEH30HHOM KUCIIOTHI.

K pacrBopy 304 mr (2,0 Mmmouisi) MeTHiIoBOTO 3dupa 4-ruapokcubdensoitnoi kucinorsl B 10 ma IM® no-
6asistror 608 mr (4,4 mmonst) K,COs, a 3arem 382 mr (2,0 mmodst) 1-6pom-4,4,4-tpudropbyrana. Cmech ocras-
JSIOT Ha HOub nepemermBarbest npu KT, nocne dero BHOBL cMemuBaroT ¢ 1-0pom-4,4,4-tpudTopObyraHom u
nepeMeInBaiT B TeueHue nocneayromux 24 1 npu KT. 3ateM peakuMOHHBIA pacTBOp pa30aBisiiOT BOJOH U
IBAKIBI TIIATENBHO SKcTparupyioT EtOAc. OObennHEHHBIE OpraHUYECKHE IKCTPaKTHl cymar Hax MgSO4 u
KOHLEHTPUPYIOT B BakyyMme. ChIpoll IpOAyKT 0€3 JOMOJHUTEIbHONW OYMCTKH HCIOJB3YIOT B PEakIud Ha ciie-
JYIOIIEH CTaauH.

Bexoa: 500 mr (95,3% ot teopun). Ci,H 3F;0;5 (M = 262,23). Paccd.: MOneKyIsSpHBIA THK (M+H)": 263;
o6Hapyk.: MoJleKynspHblii uk (M+H)': 263. 3uauenue Ry 0,9 (cuukarens, nerposeitnsiii s3¢pup/EtOAc B co-
oTHONIeHNH 6:4).

2.134.6. 4-(4,4,4-TpudropOyToKcH )OCH30MHAS KUCIIOTA.

K pactBopy 500 mr (1,9 mmosst) MeTiioBoro agupa 4-(4,4,4-tpudTopOyTOKCH )OCH30MHON KHUCIOTHI B 7
M TT'® pobasnstor 10,0 M (10,0 mmoreit) 1-momnsipHOrO pacTBopa enkoro Hatpa. CMech MepeMenirvBamT B
TEUEHHH § 4 MPH HarpeBaHUM ¢ 0OpaTHBIM XonoauiabHUKOM. [locie atoro TI'® ynansror B BakyyMe U OCTaTOK
MOJKHUCIIIOT COJITHOM Kuciiotoi. OOpa3oBaBIIMiics 0Ca 0K Hocie (prIbTpaluy cymar Ha BO3IyXe.

Bexon: 350 mr (73,9% ot teopun). C;;H;1F;0; (M = 248,20). Paccu.: monexymsipublid muk (M-H): 247,
oOHapyx.: Monekysipabii ik (M-H): 247. Bpems yaepxxuBanus mpu XXXB/: 7,5 mun (MeTom A).

2.134.B. N-[2-(4-ITupponuauH- | -unmeTundernn )t |-4-(4,4,4-tpudropOdyTokcn ) OeH3aMuI.

VYkazaHHOE COENWHEHHE IIOyYaloT B COOTBETCTBHH C oOmed meromukor | u3 2-(4-mmppommnus-1-
wimermindenmw)dtunamunaa (102 mr, 0,50 mmonst) u 4-(4,4,4-rpudTopOyToKcr)oeH30iHON kucnotel (124 wr,
0,50 MmmosT).

Bexoa: 37 mr (17,0% ot Teopun). CrsHpoF3N,O, (M =434,51). Paccu.: MONEKyIApHBII MUK (M+H)": 435;
o6Hapyk.: MoneKysipHblit muk (M+H)': 435. Bpems ynepxusanus npu XKXB/JI: 5,8 mun (Meton A).

[Mpumep 2.135. 3-Metun-4-nent- 1 -unnn-N-[2-(4-nuppoauau- 1 -uimeTniadeHun )3 Tii |oeHzamu .

o

2.135.a. Metunosslit 3¢up 3-metni-4-neHt- 1 -uann6en3oitnoi kucnotsl K pactBopy 458 mr (2,0 MMods)
METHJIOBOTO 3upa 4-0poM-3-meTrniadeH30iHoi KucaoTsl B 3,0 M JIM® nocienoBarensHo go0asisror 0,39 mi
(4,0 mmoutsn) menTrHa, 0,56 M (4,0 mmosst) TpusTrwiamuna, 70 mr (0,1 Mmmons) xiaopuna ouc(tpudenundocdrn)
nayutaausi(Il) u 19 mr (0,1 mmonst) noxmna mean(l). 3ateM peakMOHHBIN pacTBOp B TeueHne 10 MUH nepeme-
MIMBAIOT B MHKPOBOJIHOBOM meud mpu MomHoctd m3nydenus 200 Bt u temmeparype 65°C. [lanee nomoiHu-
tenbHO no0aBisitor 0,20 Mt (2,0 MMOIIs) IEHTHHA U PEaKLMOHHBIH pacTBOp MEepeMEIINBAIoT enle B TeueHue 20
MHUH B MHKPOBOJHOBOH 1ieun nipu MoutHocTr m3nyderns 200 Bt u remnepatype 70°C. Ilocne 3Toro cmech pas-
6asistror 30 mu EtOAc, dunbtpyror uepe3 nenut u GuibtpaT TpHKIs! mpoMbiBatoT 50 M Boxbl. O0benHEH-
HbIE OPTaHMYECKUE IKCTPAKThl cymar Hag MgSOy, QUIBTPYIOT Yepe3 akTHUBUPOBAHHBINA Yrojb U PaCTBOPUTEb
YIQIAIOT B BakyyMme. [IpoJlyKT ouMIIaroT KOJOHOYHOH Xpomarorpadueil Ha cuinkaresie (IIMKJIOTeKcaH, a 3aTeM
CMeCh IMKJIOTeKCaH/3TUIIAIeTaT B COOTHOIEHNH 9:1).

Beixon: 200 mr (46,2% ot teopun). C4H 0, (M = 216,28). Paccu.: Mosekynspupiii muk (M+H)™: 217;
o6Hapyk.: MonexyspHbli muk (M+H)': 217. Bpems ynepxusanus npu XKXBJI: 6,8 mun (Meton B).

2.135.6. 3-Metmn-4-nieHT- 1 -uHUIIOeH30HHAS KHCTIOTA.

K pactBopy 200 mr (0,93 MMo51sT) METHIIOBOTO 3dupa 3-MeTHI-4-TIeHT- | -HHIIIOCH30HHON KUCIOTH B 3 MII
MeTanosa g06assroT 3,0 Mt (3,0 Mmmosst) 1-mMomsipHOrO pacTBopa eakoro Harpa. Jlajiee cMech B TeUeHHE 3 U

=
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MepEeMEIINBAOT IIPU HarpEeBaHWU C OOPATHBIM XOJOAUIBHUKOM. ITocie 3Toro peakMoOHHBIN pacTBOp pa30aBis-
10T BOJIOM W ofgHOoKpaTHO 3kcrparupytor 40 ma EtOAc. Boanyio ¢aszy moakucisior 1-MONSpHBIM PacTBOPOM
KHSO4 n gBaxast axcrparupytot 40 min EtOAc. O0benunenHbie opranuueckue (aspl cymar Hag MgSO,. Io-
CcJie yJaleHus! OCYLINTENS] U PaCTBOPHUTEINS ChIPOI MPOAYKT 0€3 JOMOIHUTENBHON OYMCTKH HCIOIB3YIOT B Peak-
LMY Ha CIeAyloUleil CTaauu.

Beixox: 50 mr (26,7% ot Teopun). Ci3H 1,0, (M = 202,26). Paccu.: monexyssipabiii muk (M-H): 201; 06-
HapyX.: MoJieKyJsipHbIi ik (M-H): 201. Bpems yaepsxusanust npu XKXB/I: 5,6 mun (meron B).

2.135.8. 3-Merun-4-nenr- 1-uann-N-[ 2-(4-nupponuans-1 -unmerrin-Genn) T OeH3aMu.

VYka3aHHOE COEAMHEHHE MOJIYyYaloT B COOTBETCTBHM C obmield Mertoamkod | m3 2-(4-mupponmaun-1-
wimetwidermwn)atunamuna (51 mr, 0,25 mmonst) u 3-meruin-4-nienr- 1-nHunOen3oitHoi kucnors! (50 mr, 0,25
MMOJIS).

Bexon: 22 mr (22,9% ot teopun). CrH3,N,O (M = 388,558). Paccu.: MONEKyISpHBINA THK (M+H)": 389;
o6Hapyk.: Monekysipablit mukx (M+H)': 389. Bpems ynepxusanus npu XKXBJI: 6,9 mun (Meton A).

Ipumep 2.136. 4-Tlent-1-numn-N-[2-(4-nuppoauans- 1 -uamMe i eHnT )3T | OCH3aMu .

oY

2.136.a. DTroBbI 3¢up 4-11eHT- | -UHUIOCH30HOM KHCIIOTHI.

K pactBopy 552 mr (2,0 mMost) saTunoBoro s¢upa 4-nonbensoitnoit kucnotsl B 3 mu JIM® nocnenosa-
tenpHO Jo0aBisior 0,39 mu (4 mmonst) l-nentwna, 0,56 mur tpusTHiaamuna, 70 mr (0,1 mmons) xmopuna
ouc(rpudennndochun)namuraansa(Il) n 19 mr (0,1 mmomns) Cul. 3arem peakIMOHHBIN PacTBOp B TeueHHE 4 U
nepemeruBarotr rpu 80°C. lanee cmech pazdasisitor 30 mit EtOAc, uibTpyroT yepes LeInT, GUIbTpaT TPHK-
JIbl TPOMBIBAIOT BOJOW nopuumsamu 1o 50 mi u cymat Hag MgSO,. [ocne ¢unbTpanun yepe3 akTHBUPOBaHHBIN
YroJib PAacTBOPHUTENb YAAISIOT B BakyyMe. I[IpOAyKT OYMINAIOT KOJOHOYHOW XpomaTorpadueid Ha CHIIMKarene
(IMKJIOTeKCaH, a 3aTeM CMECh ITUKJIOTeKCaH/dTHIIAIleTaT B COOTHOIICHUH 9:1).

Beixon: 150 mr (34,7% ot teopuu). Ci4H 40, (M = 216,282). Paccu.: Monexynsipusii muk (M+H)™: 217;
o6Hapyk.: Monekysipablit muk (M+H)': 217. Bpems ynepxusanus npu XKXB/I: 6,8 mun (Meton B).

2.136.6. 4-Ilent- 1-unnnGeH30MHasA KUCIOTA.

K pacrBopy 150 mr (0,69 mmouist) atrmiioBoro 3¢upa 4-neHT-1-uH1IOeH30iMHON KUCIIOTH B 3 MJI METaHOJIa
nobasisttor 5,0 mi (5,0 Mmorieit) 1-MossipHOTO pacTBOpa enkoro Harpa. Jlajgee cMech MEPEeMEIINBAIOT B TCUCHHE
3 4 npu HarpeBaHWM ¢ OOPATHBIM XOJOAMILHUKOM. [Tocie 3TOro peakuMOHHBIH pacTBOp pa3daBIISIOT BOJOH U
onHokpaTHO 3KcTparupytoT 40 mi EtOAc. Boanyro ¢asy noaxucistor 1-monspabiM pactBopom KHSO, u nBa-
#1bl 9KkcTparupyor 40 Mt EtOAc. O0benrHeHHbIE OpraHUYecKHe SKCTPAKThI CyIIaT Haj Cylb(aToM MarHus u
pacTBOpHTEINb yIAISIOT B BakyyMme. ChIpoii MpOIyKT Oe3 JOTIOJIHUTEIFHON OYMCTKH UCIIONB3YIOT B PEakLUH Ha
cIenyoue cTaaui.

Bexon: 150 mr (115% ot teopun). C,H ,0,(M= 188,23). Paccu.: monekysipastii muk (M-H): 187; oOHa-
pyx.: Mmonekymsipabii muk (M-H): 187. 3nauenne Ry 0,2 (cunmmkarens, nerponeinsiid 3¢up/EtOAc B cooTHO-
mennn 8:2).

2.136.8. 4-IlenTt- 1 -uamn-N-[ 2-(4-tupponauanH- | -uaMe U SHIIT )T |OSH3aMII.

VYka3zaHHOE COEJMHEHHE MOJIyYaloT B COOTBETCTBHUM C o0uield Mertoaukod | u3 2-(4-nupposiuaus-1-
wimetwidenmwn)atunamuna (163 mr, 0,80 Mmoins) u 4-nieHT- 1 -uHnnOeH30iHoN kucaoThl (150 mr, 0,80 Mmos).

Beixon: 122 mr (40,9% ot Teopun). CysHiN,O (M = 374,53). Paccu.: monekynspasiit mux (M+H)': 375;
o6Hapyx.: MonekynspHsii ik (M+H): 375. 3nauenue Ry 0,35 (cunmmkarens, EtOAc/mMeranon/NH; B cooTHO-
mennu 9:1:0,1).

[Mpumep 2.137. (4-Ilent-1-eann)-N-[2-(4-nupponuanH- 1 -nnmeTnndeHn )3T |0eH3aMu .

oY

2.137.a. MetunoBslii 3¢up 4-1meHT- | -eHnI0eH30HHON KHCIOTHI.

K pactBopy 1,08 1 (2,2 mmomnst) (4-meTokcukapOorminden3mn)tpudermipochorniiopomrna B 20 mx TT' D
B atMoc(epe aprona npu 0°C nobasistor 246 mr (2,2 MMost) TpeT-OyTrinarta Kaiaus. PacTBop opaH)KeBOro mse-
Ta MepeMeInnBaroT eme B Tedenue 15 mun mpu 0°C, nocie yero cmemmsatot ¢ 0,18 mut (2,0 Mmostst) MaciisitHoOro
aIpAETHAA. 3aTeM PEaKIHOHHBIN PAacTBOP B TEUEHHE 3 U KHUILATAT C OOPAaTHBIM XOJOAWJIBHHKOM, ITOCIE YeTro
pa3o6asmstor EtOAc. Opranmdeckyto (asy ABakIbl MPOMBIBAIOT BOJOW, CYIIAaT HAX CYIh(PAaTOM MarHus M pac-
TBOPHTEINb yOAISIOT B BakyyMe. OCTaTOK pacTHpAroT ¢ JUU3ONPONHIIOBBIM 3(pupoM, GUIBTPYIOT U (QHUIBTPAT
KOHIIEHTPHUPYIOT. B mocnenyromeM NpoayKT OYMINAIOT KOJIOHOYHOH Xpomarorpadueid Ha cuiamkareine (IeTpo-
nevinbiit 3¢up/EtOAc B coortHoumienun 6:4). Takum myTeM MONy4YarOT METHJIOBBIA ddup 4-meHTt-1-
eHIIOCH30MHOMN KKCIOTHI B BUAE cMecu E/Z-u30MepoB B COOTHOIICHNH 2:1.

Beixon: 350 mr (56,5% ot teopun). Ci3H;s0, (M = 204,27). Paccu.: Monexynsipusii mak (M+H)': 204;
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o6Hapy.: MoseKynapHbii muk (M+H)": 204. 3uauyenne Ry 0,90 (cunmkarens, nerponeiinsiii s¢gup/EtOAc B
COOTHOIIIEHUU 6:4).

2.137.6. 4-I1enT-1-eHmnOeH30iHAS KUCIOTA.

K pactBopy 350 mr (1,71 MMmosist) 3THII0BOTO 3(upa 4-1neHT- 1 -eHUI0eH301HON KUCIOTHI B 4 MJI METaHOJIa
nobasisttor 5,0 mi (5,0 Mmorieit) 1-MossipHOTO pacTBOpa enkoro Harpa. Jlajgee cMech MEPEeMEIINBAIOT B TCUCHHE
2 4 1pu HarpeBaHuu ¢ 0OPaTHBIM XOJIOJUIBHUKOM. 3aTeM pacTBOPHUTEIh YAAISIOT B BAKYYME U OCTATOK CMELIH-
BAaIOT C 6-MOJISIPHBIM PAacCTBOPOM COJISIHOM KHCIOTHI. OOpa3oBaBIIMiics 0CaoK OTACISIOT BakyyM-(uiibTpanneit
u cymiar npu 35°C B CyIIMIBHOM KaMepe ¢ MUPKYIISIueii Bo3ayxa. B mocieayromeM npoayKT OYHIAT GUIbT-
pauueii yepes CHIIMKarejaeByro KOJIOHKY (nerposeinsiii 3¢pup/EtOAc B cooTHomeHnn 6:4).

Bexoa: 300 mr (92,1% ot teopun). C,H 4,0, (M = 190,24). Paccu.: monekysipabril muk (M-H): 189; 06-
Hapyx.: MonekyJspHbIi muk (M-H): 189. 3nauenne Ry 0,4 (cunukarens, nerposneinsiii a3¢up/EtOAc B coort-
HOIIICHUH 6:4).

2.137.. (4-Ilent-1-ernn)-N-[ 2-(4-tupponuanH- 1 -mmmMe T eHnn )3T | OeH3aMH .

VYkazaHHOE COENWHEHHE IIOy4aloT B COOTBETCTBHH C oOmed meromukoir | u3 2-(4-mmppommnus-1-
nnMmetundenun)stmiamuna (306 mr, 1,50 mmors) u 4-neHt- 1 -eHmnoen3oitHon kucaotsl (300 mr, 1,56 mmons) B
Buze cmecu E/Z-u3omepoB B cooTHomeHnH 2: 1.

Beixon: 130 mr (23,0% ot Teopun). C,sH3N,O (M = 376,547). Paccu.: monekynsaphbiii muk (M+H)': 377;
o6Hapyk.: MoneKysipHblit muk (M+H)": 377. Bpems ynepxusanus npu XKXBJI: 6,9 mun (Mmeton A).

Ipumep 2.138. 3-Xnop-4-muknorekcui-N-[ 2-(4-muppouanH- 1 -uIMe THIQSHIIT )3 THII |OCH3aMHK T,

Ci
H
|
N
@\/@/\/o

VYkazaHHOE COeIMHEHHE IIOJy4aloT B COOTBETCTBHHM C oOmed meroxukoi | w3 2-(4-muppommnus-1-
wimetmidenmwn)dtunamuna (102 mr, 0,50 MModst) 1 3-xnop-4-nukiorekcuinoen3oinoit kuciotsl (119 mr, 0,50
MMOJIS).

Beixon: 46 mr (21,6% ot Teopun). CaosH33CIN,O (M = 425,019). Paccu.: MonekynsipHblii muk (M+H)':
425/427; obuapysx.: MonekyspHbiii muk (M+H)": 425/427. Bpems ynepxusanus npu XKXBJI: 4,7 mun (Meton
B).

Hwke paccMOTpeHBI SKCTIepUMEHTAIIbHBIE METO/IbI OTIPEIeNICHNsI aHTarOHUCTHYECKOi B oTHOoeHnn MCH-
perenTopa akTHBHOCTH IpelyiaraeMbpIX B M300peTeHHH coequHEeHU. [[oMUMO 3THX METOIOB B TEX e LEIX
MO>KHO HCIIOJIB30BaTh U MHBIE, U3BECTHBIC CIICLUAINCTY B TAHHOM 00JIACTH SKCIIEPUMEHTAIbHBIE METOMBI OIIpe-
JeJIeHHs1 aHTaroHuCcTHYeckol B oTHomeHnn MCH-penentopa akTHBHOCTH BELIECTB, OCHOBaHHbIE, HAIIpUMep, Ha
OIIpe/IeNIeHUH CTeTeHH HWHrubuposanus omnocpegyemoro MCH-penenTopoM monasieHHs NPOAYLHPOBAHUS
HAM® B COOTBETCTBHH C METOAMKOIMA, onucanHoit y Hoogduijn M. u ap. B "Melanin-concentrating hormone and
its receptor are expressed and functional in human skin", Biochem. Biophys. Res. Commun., 296, 2002, cc. 698-
701, a taxxe Ha OMOCEHCOPHOM ormpezeieHun crerneHu cBszbiBaHus MCH ¢ ero penentopoM B MPUCYTCTBUH
AHTAarOHUCTUYCCKUX BEUICCTB Ha OCHOBC IJIa3MOHHOI'O pE€30HAaHCAa B COOTBETCTBHUU C MeTO}IHKOﬁ, OIMMCaHHOU y
Karlsson O.P. u Lofas S. B "Flow-Mediated On-Surface Reconstitution of G-Protein Coupled Receptors for Ap-
plications in Surface Plasmon Resonance Biosensors", Anal. Biochem. 300, 2002, cc. 132-138. [Ipyrue meTos!
9KCIIEPUMEHTANILHOTO ONpeJeNIeHNs] aHTaroHNuCcTHIeckoil B otHoieHnn MCH-penenTopa akTHBHOCTH BELIECTB
NPE/ICTAaBIICHB B YKa3aHHBIX BO BBOJHOM YacTH HACTOSIIIETO ONMCAHUS JUTEPATYpHBIX MCTOYHHMKAX W IAaTEHT-
HBIX JOKYMEHTaX, NPUBEACHHOE B KOTOPBIX ONMCAHHE TAKUX SKCIIEPUMEHTAIBHBIX METOIOB BKIIOYECHO TEM Ca-
MBIM B HACTOSILEE OIIMCAHHIE B KAYECTBE CCHUIKH.

OnbIT N0 onpeneseHuio cesasbiBanus ¢ MCH-1-peuentopom
Meron: ces3nBaane MCH ¢ tparcdexTuposanrsivun hMCH-1R-

penenTopoM KIeTKaMHu
Bun: YeI0BEK
OnbiTHEIE KJIETKH:  cTabuinbpHo TpaHchexTuposanusie hMCH-1R-penentopom

kunetkn CHO/Galphal6

Pesynsrarsi: B BuJe 3HageHuit ICsq

MemOpaHbl U3 cTabmIbHO TpaHchekTupoBaHHEIX denmoBedeckuM hMCH-1R-penenrropom kiretok CHO/
Galphal6 pecycriennupyror ¢ nmoMouipto mmpuna (¢ urioi pasmepom 0,6x25 MM) n pazbaBisioT B Oydepe s
anamm3a (comepxkameM HEPES (N-2-runpokcmdtmimumnepa3uH-N'-2-3TaHCYITb(POHOBAsT KICIOTa) B KOHIICHTPA-
mun 50 MM, MgCl, B xkorneaTpanuu 10 MM, ST’ TK (3THICHITHKOIBTETPpAayKCYCHAs KUCIOTa) B KOHIEHTPAINN
2 MM ¢ pH 7,00, Obrumii chIBOpOTOUHBIN anbOymuH (0e3 nporeas) B koiudectse 0,1%, GanuTpaiyii B KOJIHYECT-
Be 0,021%, anpOTHHUH B KOHIIEHTpaUXK | MKI/MII, JIEHIEeNTHH B KOHIEHTpalmu 1 MKr/Mi u ¢pochopaMHioH B
KOHLeHTpauu 1 MKM) 10 KOHLEHTpaluu B UHTepBaiie oT 5 10 15 mxr/mi. 200 Mk 3T0i dpakuuu mMmeMOpaH
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(comeprxut ot 1 mo 3 MkT Oenka) B TeueHue 60 MIUH HHKYOHUPYIOT IIPA KOMHATHOW TeMIepaType B MPUCYTCTBHU
12SI-TI/IpOSI/IHMeHaHI/IHKOHHeHTpI/IPYIOH.IeFO rOpMOHa (1251—MCH, HWMEIOUIUICS B TpoOJiake TOPMOH, IMOCTaBlIsie-
mbiii pupmoii NEN) B konnentparmun 100 nM 1 B IPUCYTCTBHM TECTHPYEMOTO COEMHEHHsI B BO3pPaCTalOIeH
KOHIIGHTPAIlUN B KOHEYHOM oObeme, paBHOM 250 mki. [locne MHKyOanuu peakMoOHHYI0 CMECh QIUIBTPYIOT C
UCIIOJIb30BaHUEM XapBecTBepa uepe3 oopadoranubli 0,5%-HbIM PaCTBOPOM MOJMATHICHUMUHA CTEKJIOBOJIOKHH-
ctoiit pubtp (GF/B, dupma Unifilter Packard). Cesizannyto ¢ MeMOpaHamu 3aepiKaHHYIO Ha (QHIBTPE paauo-
AKTUBHOCTh OMPEICIAIOT 3aTeM mocie nobarienus cuuHTmiuisropa (Packard Microscint 20) B COOTBETCTBYO-
meM n3meputensHoM npubope (TopCount pupmsr Packard).
CreneHb HecrieU(pUIECKOro CBSI3BIBAHUS ONPEIEIISIOT HA OCHOBE CBA3aHHOW PaJMOaKTUBHOCTH B IIPUCYT-
ctBuM 1-mMukpomossipHoro MCH Ha npoTshKeHUH Nepro/ia MHKyOanu.
KpuByro 3aBHCHMOCTH CTEIICHH CBS3BIBAHHS TECTHPYEMOTO COCTUHEHHUS OT €ro KOHIIEHTPAIMH aHATU3H-
PYIOT, Ipearonarasi HaJindue eJMHCTBEHHOTO caliTa CBA3BIBAaHUS PELENITOPA.
PesyabTaThl
He meuennsii pagnonsoronrom MCH KOHKYpHpYeT ¢ MEYEHHBIM '5]-MCH 3a cBs3bIBaHHE C peLenTopom
mpu 3HaueHuu ICs, B mpenenax ot 0,06 no 0,15 HM. 3nayenne KD pannonuranna cocrasiuset 0,156 HM.
Ombit o Mobmmsaruu Ca’’ ¢ ucronesosannem MCH-1-perierrropa
Meron: OTIBIT 10 MOOUTH3AUWH KanbLus ¢ genrosedeckuM MCH

(nnaHmeT-puIep FLIPR384)

Bun: 4eJI0BEK

OusITHEIE KASTKH:  crabunbho Tpancextuposarasie hMCH-1R-penentopoum
knetkn CHO/Galphal6

PesynpTarsl: 1-#f aHamM3: CTEMYJIAINUS B % IO OTHOIIEHUIO K KOHTPOJIO
(MCH B KOHIEHTpAHU 10~6M)
2-# ananu3: B BuAe 3HadeHu# pKB

PeareHThI: HBSS (c6anancupoBaHHEIN coneBoit pacTBop Xenkca) (10-
kpatueil) (dupma GIBCO)
HEPES-6ydep (N-2-rugpoxkcusTannunepasusg-N'-2-
sTaHCyIb(hoHOBas kucnora) (1-Mongpusii) (pupma GIBCO)
nmoporuk F-127 (bupma Molecular Probes)
Fluo-4 (¢pryopoxpom) (bupma Molecular Probes)
npobenennn (hupma Sigma)

ropmor MCH (pupma Bachem)

6v1unit ceiBopoTounslil ansGyMuH (BCA, Ge3 nporeas) (dbupma
Serva)

JIMCO (numetuncyasdoxeun) (bupma Serva)

cpena Xoma F12 (pupma BioWhittaker)

OTC (peranpHas Tengdbs ceiBopoTka) (bmpma BioWhittaker)
L-rnotamun (bupma GIBCO)

-rurpomutiu B (pupma GIBCO)

PENStrep (ctpentomunun) (dpupma BioWhittaker)

3eonuH (pupma Invitrogen)

Knonuposannsie kimetku CHO/Galphal6, crabunpHO TpaHchektupoBanaeie hMCH-1R-penenTopom,
KyJIbTUBUPYIOT B KyJbTypaibHoU cpene Xama F12 (¢ L-rmoramunom, ¢upma BioWhittaker, kar. No BE12-
615F). Orta cpema comepxutr Ha 500 mm 10% ODTC, 1% PENStrep, 5 mn L-rmoramuna (8 Bume 200-
MHJUIMMOJISIPHOTO MaTO4HOI'O pactBopa), 3 mu rurpomunivHa B (50 mr/mn B 3a0ydepenHom docdatom dusmo-
norndyeckoM pacteope (3®P)) u 1,25 mn 3eounna (B Buae MaToOYHOTo pacTBopa B KoHIeHTpauuu 100 MKr/mi).
3a JIeHb JI0 OKCIIEPUMEHTA KJIETKH BBICEBAIOT Ha 384-IyHOUHBI TUTPALMOHHBI MHMKPOIUIAHIIET (C YEPHBIMH
CTEHKaMH M ITPO3PavyHBIM JTHOM, U3roToBHTElNb: (hupma Costar) ¢ mutoTHocThI0 2500 KIIETOK Ha JIYHKY U B Tede-
HHUE HOYM KyJIbTUBUPYIOT B CpeJie OMUCAaHHOTO Bblle cocraBa npu 37°C, 5%-nom cogepxkanun CO, u 95%-Hoit
OTHOCHTEJIFHOH BIIQ)KHOCTH BO31yXa. B ieHp 9KcneprMeHTa KIETKH BMECTE C UX KYJIbTYPaJIbHON CPENoi, K KO-
Topoii nobasmsaroT Fluo-4 B koHmeHTpamuu 2 MM u mpoOeHenu B KOHIeHTparud 4,6 MM, KyTbTHBHPYIOT B
teueHue 45 muH npu 37°C. Tlocie nobaBieHus PIyopecreHTHOrO KPacUTeNs KIETKH YeThIPEKIbI TIPOMBIBAIOT
OydeprbiM pactBopoMm Xenkca (1-xparasiit HBSS, HEPES B konnentpanuu 20 MM), Kk KoTOpoMy 100aBJIeH
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npobenenun B koimudectse 0,07%. Tectupyemsle BemiecTBa pa30aBisitoT B OydepHOM pacTBope XEHKca, cMe-
maHHoMm ¢ 2,5% JAMCO. ®oHOByI0 (1yOpeclueHIHI0 He CTUMYJIMPOBAHHBIX KIIETOK M3MEPSIOT B IUIAHIIET-
pugepe FLIPR*® (¢pupma Molecular Devices, 1iiHa BOIHEL BO30YyxneHus: 488 HM, [UTMHA BOJIHBI HCITyCKAHHUS:
B TI0JIOCE MIPOMYyCKaHus mupuHOH oT 510 1o 570 HM) B IPUCYTCTBHH TECTHPYEMOTO BellecTBa B 384-TyHOUHOM
TUTPALIMOHHOM MHUKPOIUIAHUIETE YEPE3 MATh MUHYT IIOCIIE MOCIEAHEN OIepaluy IPOMBIBKU. [ cTuMynsauuu
kierok MCH pazsonsar B OydepHom pactBope Xenkca, nonoianeHaom 0,1% BCA, B Teuenne 35 MuH nocie mno-
CJIE/IHEH ONepalyy MPOMBIBKH JOOABISIOT C MMOMOIIbIO NMUNETKH B JYHKH 384-TyHOUHOTO KyJIbTYypajlbHOT'O
naHmeTa U 3ateM B mianmer-pugepe FLIPR® usmepsior crumymuposannyio ropmonom MCH ¢uyopeciien-
0.
AHaJIN3 JAHHBIX

1-it aHanu3: MoGMIM3aLKIO KIeTounoro Ca™’ onpeensioT Kak MAKCHMYM OTHOCHTEIBHOI (IIyopecieHIH
3a BBIYETOM (POHOBOH (MIYOPECLEHIINA U BBHIPAXKAIOT B MPOIIEHTHOM OTHOIICHHH K MAaKCHUMAIBHON HHTEHCHBHO-
CTH CHTHAJIa, HCXOALIEr0 OT KOHTPoJIbHbIX KieTok (MCH B konnentparuu 10° M). DtoT aHanu3 ciayxut mis
BBISIBIICHHSI BO3MOYKHOT'O arOHUCTHYECKOTO JCHCTBUS TECTHPYEMOTO BEIIECTRA.

2-if aHanm3: MobwIH3anmo KiIerounoro Ca>" ompenemnsor kak MaKCHMYM OTHOCHUTEIHHOH (IIyOpeceHInN
3a BBIYETOM (POHOBOH ()IyOPECUEHIIMU U BBIPAXKAIOT B IMPOIIEHTHOM OTHOIICHUU K MaKCHUMAJIBHOW MHTEHCHBHO-
CTH CHTHAJIA, UCXOJAIIEro OT KOHTpoibHbIX kieTok (MCH B konuentpamuu 10° M, HHTeHCHBHOCTH CHIHAA
HopMupyoT Ha 100%). 3nauenust ECsy onpezenstor rpaguyeckd Ha OCHOBE KPHUBBIX 3aBUCUMOCTH 3(deKTa oT
10361 MCH B IpHCYTCTBHHM M B OTCYTCTBHE TECTHPYEMOTI'O BELIECTBA (B ONpPEeICHHON KOHIIEHTPALNH ), HCIOJb-
3ysl IporpamMMy JUIs ITOCTpoeHus 1 aHanu3a KpuBbiX GraphPad Prism 2.01. Ha nocTpoeHHOM TakuMm ImyTem rpa-
(uKe KpHBas, OTpaXKaoMIasl 3aBUCUMOCTh CTUMYJISIIIMK KJIETOK ropMoHOM MCH B npuCyTCTBHM aHTaroHHCTOB
MCH, cmermraercs BIpago.

CreneHp HHTHOMPOBAHNUS BBIPAXKAIOT B BUe 3HaueHus pKB, paccunteiBaeMoro mo cieayomen popmye:

PKB = log(ECSO(TeCTl/IpyeMOe B-Bo+MCH)/ECSO(MCH) - 1) - log C(Tec’mpyemoe B-BO)"

B 060oux paccMOTpEHHBIX BBIIIE IKCIIEPUMEHTaX MpeyiaraéMble B H300pETeHUN COSTMHEHUS, BKITIOYas UX
COJIM, TPOSIBJISIIOT aHaTaroHucTrdeckoe B oTHomeHnn MCH-penenTopa neficTBue. B onrcaHHOM BBIIIE OMBITE
no ces3biBannio ¢ MCH-1-penentopom mpejiaraeMbie B M300pETEHUN COCIMHEHHS NPOSIBISIIOT aHTArOHUCTH-
YeCKyIO B OTHOIICHHH HEro akTHBHOCTh B HHTEpBANe KOHIEHTpauuii ot mpumepro 107 1o 10 M, mpexne Bce-
ro ot 107 10 10° M.

B onucannoM BbIie onbiTe 1o cBsizbiBaHuio ¢ MCH-1-penientopom ObuM MOMyYeHBI CAEAYIOUINE 3HAUe-
Hus [Cs:

CoenuHEHNE U3 npuMepa Ne | 3yauenue ICsqg

1.14 2,1 iM
2.4 3,5 iM

CoeauHEHUE U3 nmpuMepa Ne | 3gayenue 1Csp
2.12 30,5 8M

Hwxe nipencrasieHbl NpUMeEpBI JIEKapCTBEHHBIX (JOPM, B KOTOPBIX HOA "AEHCTBYIOLUIMM BEIeCTBOM" HMe-
eTcsl B BHJLy O/IHO MJIM HECKOJIBKO NpeaiaraéMblX B U300pETEHUN COEAMHEHUH, BKIIIOYasl UX coyd. [Ipu npume-
HEHUH TIpeJylaraeMblX B M300pPETEHUH COCJMHEHHH B COUETAHUM C OJJHUM WJIM HECKOJIBKUMH JPYTMMH JIeHCT-
BYIOILMMU BEIECTBAMM M3 YHCIIa PACCMOTPEHHBIX BBIIIE TEPMUH "NEHCTBYIOIIEE BEIIECTBO" OXBATHIBAET B TOM
YHCIIe ¥ OJOOHBIE IpyTHe ASHCTBYIOIIHNE BEIIECTRA.

[pumep 3. Kancymsl ¢ mOpoIIKoM ISt HHTAISINH, CoAepKamme | Mr JeiiCTBYIOIIETO BemlecTBa

CocraB u3 pacuera Ha 1 kancyny:

AeiicTByIolee BEUIECTBO ! 1,0 mr

JIAKTO3a 20,0 Mr

TBEPAOKEIaTHHOBBIE KAICY b 50.0 Mr
71,0 mr

[NonyueHue: ASUCTBYIOIIEE BEIICCTBO M3MEIBYAIOT IO YACTHUI[ TPEOYyeMOro Ui WHTaIsIuu pasmepa. M3-
MEJIBYCHHOE IEHCTBYIOIIEE BEIIECTBO CMEIIMBAIOT JJO TOMOTEHHOCTH C JIAKTO30#. DTy cMech pac(hacoBBIBAIOT B
TBEPAOKEIATUHOBBIE KATICYJIbI.

[Ipumep 4. UHranssquoHHbIN pacTBOp, coaepkaiiuil 1 Mr 1eHCTBYIOIIEro BEeIeCTBa, 1) HHIAJIATOpa TUIA

Respimat®.

CocraB U3 pacuera Ha OAHY IOPLUIO, BBIJIABAEMYIO B BUE PACHbUIIEMON CTPYH:
JNeHCTBYIONIEE BEIIECTBO 1,0 Mmr
OeH3anKOHUAXIIOpH ] 0,002 mr
AMHATpHUidAeTaT 0,0075 mr

OYMIIEHHAasA BOAA 1o 15,0 Mxx
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[Momyuenne: neicTByIoIIee BEIMIECTBO W OCH3AIKOHUMXIJIOPH] PACTBOPSIOT B BOJE M pac(acoBHIBAIOT B

CMEHHBIC OaJUIOHYMKH, TIpeIHa3HauYeHHBIE U MHTAIATOpa Truma Respimat®.
[Ipumep 5. VMHransmuoHHBIN pacTBOp, comepKamuii | Mr AeHCTBYIOLIETO BEIIECTBA, JJIS WHTAISATOpA C

PacubLIATEIIEM.

CocraB u3 pacyera Ha cogaepxkumoe 1 (rakoHUYHKa:

ACHCTBYIOLIEeE BEIECTBO
XJIOPUJ HaTpUs
6eH3aNKOHUHXTOPHA

OYHINCHHAasA BOAA

0,1r
0,18r
0,002 r

;[0 20,0 mn

[Nomydenue: neiicTByOIIEe BEIECTBO, XJIOPHI HATPHUA M OCH3IKOHUIXJIOPUT PACTBOPSIOT B BOJIE.
[Ipumep 6. 1o3upOBaHHEII a3p030ITh C MPOIEIUIEHTOM, COIepKAIINi 1 MI IeHCTBYIOIIETO BEIIeCTRA.
CocraB U3 pacueTa Ha OJHY ITOPIIMIO, BHIABAEMYIO B BH/E PACIBUIIEMOH CTPYH:

JefCTBYIOIIEE BEIIECTBO
JIEIUTHH

IpPOTMEICHT

1,0 mr
0,1%

1o 50,0 MK

[Nomy4eHne: MUKPOHN3NPOBAHHOE JCHCTBYIOIIEE BEMIECTBO CYCIICHAUPYIOT IO TOMOT€HHOCTH B CMECH W3
JenuTHHa U nporneiuieHTa. [lonydeHHyo cycreH3uio pac(acoBBIBAlOT B HaXOSIIMHCS O] AABICHHEM a’po-

30JIbHBIN OAJNIOHYHK C KJ1altaHOM-103aTOPOM.

[Ipumep 7. HazanpHeIi cripeid, cogepskamiuii | Mr qeiiCTBYIOIIEro BemecTBa.

Cocras:
IefCTBYIOIIEe BEIECTBO

XJIOpHJ HATpHS
6eH3aIKOHUAXIIOPH
JUHATpHiS reTaT

OUMIOICHHAA BOdA

1,0 Mr
0,9 mr
0,025 mr
0,05 mr
no 0,1 mn

INomyuenue: melcTByIOLIEE BEIIECTBO U BCIOMOTraTeIbHBIE BEIIECTBA PACTBOPSIOT B BOJAE U pacdacoBbl-

BalOT B COOTBCTCTBYIOLIYIO €EMKOCTD.

ITpumep 8. PacTBOp U1 UHBEKLUH, CoepKALUM 5 MI IeIICTBYIOILEro BEIECTBA HA 5 MII.

Cocras:
IEeUCTBYIOIIEE BENIECTBO

TIII0K03a
CBIBOPOTOYHEIH aJp0yMUH deIOBEKa
rnukodypon

BOJA IJI HHBEKLMH

5Mr
250 mr
10 Mr
250 mr

oo 5 mn

[Monyuenue: rIUKOPYPON U TIIOKO3Y PACTBOPSIOT B Boje s uHbekiuil (Bnl), mocie yero mo0OamisoT
CBIBOPOTOYHBINA anbOyMHH YeJI0BEKa, 3aTEM B 3TOM PAaCTBOPE MPH HAPEBAaHHH PACTBOPSIOT JCHCTBYIOIICE BeE-
niecTBo, AobapneHneM Ball o0beM cMecH JOBOIAT O YKAa3aHHOTO BBINIC U B 3aBEpIICHUE B aTMocdepe a3ora

paC(I)aCOBI)IBaIOT B aMITyJibl.

ITpumep 9. PactBop 11 unabekuuil, conepxamuii 100 Mr neiictByromero BemecTsa Ha 20 ML

Cocras:
IOEHUCTBYIOIEE BELIECTBO

MoHokanuiguruapodocoat (KH,PO,)
auHatpuiiruapodocdar (NayHPO4°2H,0)
XJIOPHA HATPHA

CHIBOPOTOYHBIH albOyMHUH Ye0BeKa
nonucopbar 80

BOJA JUIS HHBEKI[HHI

100 Mr
12 mr

2 Mr

180 mMr
50 Mr
20 mr
o 20 M

[Monyuenue: momucopbat 80, XjI0pua HATpusl, MOHOKaMuruapodocdar u nuHaTpuiruapodocdar pac-
TBOPSIIOT B BoJie Ui nHbekimid (Bal), nocie dero n00aBisifoT CHIBOPOTOYHBIN albOyMUH 4YellOBEKa, 3aTEM B
9TOM PacTBOpE NP HarpeBaHWH PacTBOPSIOT JAEHCTBYIOIIEE BElIeCTBO, nobdasneHneM Ball o0beM cmecu 1oBo-
JSIT 0 YKa3aHHOTO BBIIIE U B 3aBEPLICHUE PAc(acOBHIBAIOT B aMITYJIBI.

pumep 10. JTnopunmzar, conepxamuii 10 Mr qeicTBYIOMIETO BEIIECTBA.
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Cocras:
JIeHCTBYIOIEE BEIIECTBO 10 Mr
MaHHHUT 300 mr
CHIBOPOTOYHHIi allbOYMUH 4elloBeKa 20 Mr

[MonyueHue: MaHHUT PAacTBOPSIOT B Boze sl MHbekuuit (Ball), mocie yero no0aBisiioT CHIBOPOTOYHBIH
aIpOyMUH YeJIOBEeKa, 3aT€M B 3TOM pacTBOPE NPH HArpEeBaHUM PACTBOPSIOT ACHCTBYIOIIEE BEIIECTBO, J00aBIe-
HHeM Ball o0beM cMecHu OBOIAT 10 yKa3aHHOTO BBIIIE, pac(hacOBBIBAIOT B CKISIHKM M B 3aBEPIICHHE CyIIAT

BBIMOPa)>KMBaHHEM.
PacTBopuTens 1 muoduiizara:
nonucop6at 80 (TBuH 80) 20 Mr
MaHHUT 200 Mr
BOJA JUI WHBEKIIHHA no 10 M
[Honyuenue:

[Momucopbat 80 1 MaHHUT PacTBOPSIOT B Boze s mHBeKIwi (Ball) u pacdacoBrIBalOT B aMITyJIBL.
[pumep 11. Tabnetku, cogepxamntie 20 Mr AeHCTBYIOLIETO BEIIECTRA.

Cocras:
JeHcTBYyIOLee BEECTBO 20 Mr
J1aKTO3a 120 mr
KyKypY3HBIH Kpaxmai 40 mr
cTeapaTr MarHus 2 Mr
moBuaoH K25 18 mr

[omydenue: neHicTByOIIEE BEIIECTBO A0 TOMOTEHHOCTH CMELIMBAIOT C JIAKTO30H M KyKypy3HBIM KpaxMa-
JIOM, Jlaniee MOTy4EHHYI0 CMECh MPaHyJIUPYIOT C UCHOJIb30BAaHUEM BOJHOTO PAacCTBOpA IMOBHIOHA, CMELINBAIOT CO
CTeapaToM MarHus U B 3aBepIICHUE NIPECCyIOT Ha TabJIeTHPOBOYHOM Ipecce. Macca oJHOH TaOIeTKU COCTaBIIsA-
et 200 mr.

Ipumep 12. Kancynel, cogeprkamue 20 r 1eHCTBYIOIIETO BEIIECTBA.

Cocras:
JeHCTBYIOIIEE BEMECTBO 20 mMr
KYKypy3HBIH KpaxMan 80 Mr
BBICOKOJHUCIIEPCHAs KpEMHHEBasA KHCIOTa 5 wMr
cTeapaT MarHHA - 2,5 mr

[Tonyyenue: neicTByrollee BEIIECTBO CMEIIMBAIOT O TOMOT€HHOCTH € KyKYpPY3HBIM KpaxMalloM U KpeM-
HUEBOH KHUCJIOTOM, 3aTEM CMENIUBAIOT CO CT€apaTOM MarHus U B 3aBEpILEHUE CMECh B MAllMHE ISl 3aM0JIHEHUS
KaricyJ pac(acoBBIBAIOT B TBEPI0KEITATHHOBBIC KAIICYJIbI pazMepa 3.

[pumep 13. Ceeun, comepxkamue 50 Mr JeCTBYIOMIETO BEIECTBA.

Cocras:
JEeHCTBYIOIIEE BEHIECTBO 50 Mr
OTBePXACHHEIH sxup (Adeps solidus) q.s. a0 1700 mMr

[onmyueHue: OTBEP>KICHHBIN XUP PACIUIABIIAIOT MPU TeMiiepatype npubimmsurenbio 38°C, 3aTeM B 3TOM
PACILIABICHHOM OTBEPXKICHHOM JKUPE IO TOMOT€HHOCTH JAHMCIECPTHPYIOT H3MEIbUYCHHOE JICHCTBYIOMIEE BEIECT-
BO H JHCIEPCHUIO TOCIIE OXJIAKICHHUS TPUMEPHO 10 35°C pa3iuBaroT MO MPEIBAPUTEIFHO OXJIAXKICHHBIM (Qop-
Mam.

[pumep 14. PactBop mmst HHBEKIHHN, copepskamuii 10 M IefcTBYOIIEro BemecTBa Ha 1 Mo

Cocras:
JeHCTBYIOLIEE BEMECTBO 10 Mr
MaHHHUT 50 Mr
CHIBOPOTOYHBIN alb0YMUH YeIOBEKa 10 Mr
BOJA I MHBEKIHH g0 1 mx

[MonyueHue: MaHHUT PAacTBOPSIOT B Boze sl MHbekuuit (Ball), mocie yero n00aBisiioT CHIBOPOTOYHBIH
anbOyMHH 4eloBeKa, 3aTeéM B 3TOM PacTBOPE IIPU HArpeBaHMU PAaCTBOPSIOT AEHCTBYIOIIEE BEIIECTBO, 100aBIe-
HreM Ball o6beM cMecu TOBOAAT 10 YKa3aHHOTO BHINIE M B 3aBEPIICHUE B aTMOc(epe a30Ta pac(hacoBBIBAIOT B
aMITyJIbIL.
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OOPMYVIJIA U30BPETEHIA

1. Kap6okcamuinble coeuHenus oouiei popmyssl

B KOTOPOI U, U? o603nauator CH, rae oaus u3 U' u U? moxker 0603Hauats N; u

Vl, V2, V? 0603HauaoT CH, rae oauu uiy 1Ba u3 Vl, Vi V3 MOryT 0003Ha4ath N; u

Rl, R? He3aBUCHMO npyr ot apyra obo3nauaroT H, Ci-Cgankmi, C;-Couukmnoankun, C;-Coruxnoankui-Ci-
Csankun, o-ruapokcu-C,-Ciankmi, o-(C;-Csankokcn)-C,-Ciankui, C;-Cjankoxcukapbonmn-C-C;ankui, amu-
HO-Cy-Cjankmn, C-Csanxmiamuao-C,-Chankmn 6o  au(Ci-Csankmn)amuHo-Cy-Cyankun, denun wim  de-
HWI(C-C3aJIKIT), TP 5TOM B YKa3aHHBIX TPYIITAX ¥ OCTaTKaX OJUH MU HECKOIBKO C-aTOMOB MOTYT OBITH OJI-
HO- WJIM MHOTO3aMeIIeHbI aToMoM F w/wmu omuH wim qBa C-aTomMa HE3aBHCHMO JIPYT OT JIpyra MOTYT OBITH OJ1-
Ho3amerieHbl atoMoM Cl mm atomom Br, a peHmmbHas rpymma MoXeT OBITh OTHO- WJIM MHOTO3aMeIIeHa OCTaT-
koM R'? w/uimm Moxer GbITh OHO3aMEIICHA HUTPOTPYNIIOH, WiIn

R' 1 R? 06pazyior C,-CsalKHICHOBBIH MOCTHK TakUM 06pa3oM, uTo R'R*N- 0603HauaeT rpyry, BhIOpaH-
HYI0O W3 a3eTWIWHA, NHPPONMANHA, NHUIEPUANHA, a3zemana, 2,5-muruapo-l1H-mmppona, 1,2,3,6-teTparuapo-
nupunvHa, 2,3,4,7-1H-terparuapo-1H-azenununa, 2,3,6,7-tetparuapo-1H-a3enuna, nunepa3suHa, B KOTOPOM
cB0OOIHAs MIMUHHAS (QYHKIHSI MOKET OBITh 3aMeIIeHa OCTaATKOM R, MopGoauHa U THOMOP(OIIMHA, IPH STOM B
YKa3aHHOM aJIKAJICHOBOM MOCTHKE OJUH WMJIM HECKOJBKO aTOMOB BOAOPOJa MOTYT OBITh 3aMEHEHBI Ha OCTATOK
R14, a CaM 3TOT aJ'IKI/IJ'IeHOB]:Jﬁ MOCTHK MOXET 6bIT]) 3aMCIUICH OZ[HOﬁ WK ABYyMA UIACHTUYHBIMU UIN paSJ'II/I'-lH])lMl/I
Kap0o- WU reTepoluKInIeckuMu rpynmaMu Cy TakuM 00pa3oM, YTO alKWICHOBBIH MOCTUK U rpymma Cy cBs-
3aHBl MEXIy co00H MpocTol MO0 JBOMHHOM CBSI3bIO Yepe3 cOBMECTHBIN C-aToM ¢ 00pa3oBaHMEM CIMPOLMKIH-
YECKOW KOJBIIEBOM CHCTEMBI, Yepe3 ABa COBMECTHBIX CMexHbIX C- m/mim N-atoMa ¢ 00pa3oBaHHEM KOHICHCH-
POBaHHOW OWITMKJINYECKON KOIBIIEBOW CHCTEMBI WU Yepe3 TpHu win Oomee C- w/mmn N-atoma ¢ oOpa3oBaHHEM
CHCTEMBI COCAMHEHHBIX MOCTUKOM KOJIEII;

R3 o603nauaer H unu C;-Cgankur;

X 0003HaYaeT aTKUICHOBBIH MOCTHK, BBIOpaHHBIM W3 MeTuieHa, 1,2-d3TmieHa, 1,3-mporunena u 1,4-
OyTHieHa, TP 3TOM OAMH WX BA aTOMa YIJIepoAa He3aBUCHUMO OJIUH OT JPYroro MOTYT OBITh 3aMEIIEHBI TH/I-
pokcuioM, ®-THAPoKcH-C-Csankmmom, ®-(C,-Csankoken)-C;-Csankmiom u/unmn C,-C;aTKOKCUTPYIIIOi, OTiH
WM JIBa aTOMa YTJIepo/a B KaXKIOM CIIy4ae MOTYT OBITh 3aMeIleHbl OAHOM WM IBYMs UACHTHIHBIMHU WIH pa3-
mmaHbIME C,-C4aNKIIbHBIMU TPYNIIIAMH, B KQXKIOM CIIy4ae OIWMH MM HECKOJIBKO aTOMOB yTIIEpPOAa MOTYT OBITh
OJTHO- MJIM MHOTO3aMeIIeHbl aTOMOM F, B Ka)KI0M cily4ae OJMH WU J[BAa aTOMa YIJepo/ia He3aBUCHUMO JIPYT OT
Jpyra MOryT ObITh OjHO3amereHbl aToMoM Cl i aroMoM Br w/wiy ajgKuJICHOBBIH MOCTHK MOXET OBITH CO-
emmueH ¢ R', Bkmouas coemmnennsiii ¢ R' 1 X N-atom, ¢ 06pa3oBaHueM reTepoLUKIHIecKOM TPYIIIEL;

Z BBIOpaH U3 rpymmsl, Brodaromieii -CH,-, -CH,-CH,-, -CH,-CH(CHj3)-, -CH,-C(CHj;),-, -CH(CHj3)-CH,-,
-C(CH3),-CH;-;

Y BBIOpaH U3 IBYXBAICHTHBIX MUKIMYECKUX TPYIII, K KOTOPBIM OTHOCATCS ()eHIUICH ¥ MUPUANHWICH, T
yKa3aHHBIC BEIIIE IUKIMYECKHE TPYIIBHI MOTYT OBITH OJHO- MIJIH MHOTO3aMEIICHHI TI0 OJHOMY HJIH HECKOJIBKHM
C-aromam ocratkoM R*, a B ciydae (eHIIBHOTO KOJbIA JOMOTHUTEIEHO MOTYT OBITH TaKXKe OIHO3aMEIICHBI
HUTPOIPYIIION;

A BBIOpaH W3 IBYXBAJEHTHBIX HHUKIMYECKUX TPYIM, K KOTOPBIM OTHOCcsATCA 1,4-henmnen, 1,4-muxmo-
rexcuieH, 1,4-nukinorekceHuieH, 1,4-nunepuauHuieH, 1,2,3,6-tetparuaponupuans-1,4-wieH, 2,5-nupuau-
HUWJIEH U |,4-nunepa3uHuiieH;

rae yKaSaHHLIe BBIIIC [MUKIINYCCKUEC I'pyl'll'l])l MOFyT 6])ITI) OOHO- UJIU MHOT'03aMCUICHEI 110 O[lHOMy HUJIN HEC-
ckonmpkuM C-aTomam octatkoM R?, a B ciryuae (heHHIBHOrO KOJIbLA JOTOTHHTEIBHO MOTYT ObITh TAKXKE OJHO-
3aMeIICHBl HUTPOTPYIIIOH, W/IIX MOTYT OBITh OJHO- FUIM MHOTO3aMEIICHBI MO0 OJHOMY WJIH HECKOJBKHM N-
aromam ocratkom R, mm A 1 R? MOTYT OBITh COCITHEHBI MEXY COOOH TaKUM 00pa3oM, 9TO (PparMeHT

0

B (hopmyne I mpencrasmsier coboit pparment cyodopmysst 11
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Q ob6o3Havaet rpymnmny, BeIOpaHHyto U3 rpyni cyodopmyn [la-I1Ig
-CRR’-, 1lla

-CR%=CcR’-, 1IIb

N=CR®-,  IIc
-N=N-, 11d
-CO-NR’-,  Ille
-CR®=N-, IIf
-CO-, Ilig

L, L2, L’ nesaBucumo IpyT OT Apyra MMeIoT ofgHo u3 ciuexyromux 3Hadenuit: H, F, Cl, Br, CH;, CHF,,
CF;, C,H;s, CsH;, CH(CHj3),, OCH;, OCHF,, OCF3, OC,Hs, OC3H; 1 OCH(CHj;),;

B o6o3nauaer C;-Cgankun, C;-Cgankenni, C-Cgankunamn, C;-Ciukmoankui-Ci-Csankun, C;-Coukio-
ankeHmn-C-Czankui, C;-Coauxnoankumn-C-Csankennn win Cs;-Cruuknoankui-C-CsamKkuHui, Ipy 3TOM OJIMH
WIA HECKOIbKO C-aTOMOB MOTYT OBITh OJHO- HJIM MHOTO3aMEIICHBI TaJIOI€HOM W/WIH OJHO3aMEUICHBI THAPO-
KCH- WJIM TUAHOTPYIIION W/VITH UKIMYECKUE TPYIITBI MOTYT OBITh OJIHO- FJTH MHOT03aMEIICHBI OCTaTKOM R%;

W o0o03HauaeT mpocTyo cBsi3b, UMUHOTPYIITY Win N-(C;-C;alKi) IMUHOTPYIIITY;

k o6o3HauaeT 1; ninu

B o0o03Ha49aeT NUKIOMPONIII, TUKIOOYTHII, IIUKIIOTIEHTIUI, TUKIONCHTEHII, IUKIOTEKCHII, IIUKIIOTEKCaHO-
HUWJI, TIAKJIOTEKCEHI, (PeHMT, IUKIOTENTIII, IMKIOTENTeHIWT, a3UPUINHII, a3eTUANHIII, TUPPOIHIUHII, ITHP-
POJIMHWII, TTUPPOITHI, TUICPUINHIII, TETPATHAPOTTUPUANHNI, JUTHAPOTIMPUINHII, TUPUINHIII, a3eTaHu, TH-
nepasudwi, 1H-nupas3onun, uMuIa3onui, TPHA30aui, TSTPa3oImi, MOPGOIUHII, THOMOPGOIHHII, UHIOIMUII,
W30MH/IOJIIII, XMHOJIMHII, O€H30MMU 130111, U30XHHOJIMHUI, (DypaHUII UITH TUSHWII, IPH ATOM CBSI3b C TPYIIIOH
W unu mpH onpeesieHHBIX YCIOBHSX HEMOCPEACTBEHHO C Tpymmoi A ocymiectBisiercs yepe3 C-atom kapOo-
TUKIINYECCKOI'O (bparMeHTa HIIn HeO6H3aTeJ'H)HO CKOHI[CHCI/lpOBaHHOFO (l)eHI/lJ'II)HOFO 1501040 HI/lpI/IJIl/IHOBOFO KOJIbIla
160 gepe3 N- uin C-aToM reTepolMKInYecKoro pparMeHra, uiu

B coBMecTHO ¢ npucOeIMHEHHOH IBOWHOM CBs3bI0 rpynmnoil W BBIOpaH 13 IpyYIIBL, BKIIOYAIOIIEH KO-
NEHTWIHICHMETII, [TUKIOTCKCIIHICHMETHII W [UKIOTeKCAHOH-4-MIINICHMETHII, TIPU 3TOM YyKa3aHHBIC BBIIIC
MUKITHYECKUE TPYIIBI MOTYT OBITh OJTHO- WJIM MHOTO3aMEIEHbI 110 OJIHOMY WM HeCKOJNbKHM C-aTomMaM OCTat-
kom R*, a B ciydae (GEHWIHHON TPYIIBI JOMOJHUTEIEHO MOTYT OBITH TaKKe OIHO3aMEIICHBI HUTPOTPYIIIOH,
W/WIIA MOTYT OBITH OJTHO- WJIH MHOTO3aMeIIEeHBI TI0 OJJHOMY MJIM HECKOBKHM N-aToMaM OCTaTKOM R*;

W o6o3Hauaet mpoctyto cBs3b, -CH,- nmm -CH=;

k o6o3nauaer 1;

Cy 0603HavaeT OHy U3 CIEIYIONMX KapOo- MM TeTePOIUKITHISCKIX TPYIIIL:

HACBIIICHHYIO 3-7-4ICHHYI0 KapOOIUKIMYCCKYIO TPYIINY, HCHACBHIIICHHYIO 5-7-4JICHHYIO KapOOIUKIHUe-
CKYIO TPYIITy, ()CHUIBHYIO TPYIITy, HACHIICHHYIO 4-7-WICHHYIO MO0 HCHACKHINICHHYIO 5-7-4ICHHYIO TeTepo-
MUKITHYECKYIO rpyminy ¢ N-, O- win S-aToMOM B Ka4eCTBE TeTep0aToMa, HAChIIEHHYIO JTMO0 HEHACKIICHHYIO 5-
7-4JIEHHYIO TeTEPOIMKINICCKYIO TPYIITy ¢ AByMs win Oonee N-aTomamu JTHOO C OAHAM WK OBYMs N-aToMaMu
u ogauM O- Wi S-aTOMOM B KaueCTBE I'eTEPOATOMOB WIIH apOMAaTHYECKYIO TETCPOUUKIMYECKYIO 5- mim 6-
YICHHYIO TPYIITy C OJHUM WM HECKOJIBKUMH HJCHTUYHBIMH WA PA3TUYHBIMU T'€TEPOaTOMAMH, BHIOPAHHBIMH
u3 N, O u/unu S, pu ’TOM YKa3aHHBIE BBIIIE HUKIMYECKIE TPYIITEI MOTYT OBITh OJHO- WIIH MHOTO3aMEeIIeHBI 10
OJTHOMY WJIM HECKONBKAM C-aToMaM OCTaTKOM R* asB ciyvae (PeHUIBHOHN TPYIIIBI IOTIOTHATEEHO MOTYT OBITH
TakXKe OIHO3aMEIIeHBl HUTPOTPYIIION, W/WIA OXHO- WIM MHOTO3aMEIICHBI 10 OJHOMY WM HECKONBKHM N-
aromam ocratkom R? 1;

R6, R7, RS, R’ HezaBucHMO Jpyr oT apyra o6o3HadaroT H, MeTui1, TpuQropMeTi, ST, U30MPOIUII UITH H-
MPOMHIL, a RéuR’ MOTYT TaKke 0003Ha4ath F;

R'"? umeer OJIHO U3 YKAa3aHHBIX IS R* 3HAUYCHMH;

R" 0Gosnauaer H, C,-Csanxun, Cs-Comuknoankui, Cs-Cruuxnoankuii-Ci-Csankun, Cyu-CoIUKI0anKeHun,
Cy-CrmuxnoankeHmn-C-Czankmi-, o-ruapokcu-C,-Csankun, o-(Ci-Csankoken)-C,-Csankun, amuHo-C-Cean-
ki, Ci-Csankmnamuno-C-Ceankmn win 1u(C-Cyankun)amuno-C-Ceankmwi, Gennn, dermnn(C,-Ciamkun)-, mu-
punuawt, nuokconan-2-mwi, C,-CsankmikapOonmn, ruapokcukapooHmi-C-Ciamkmn, Ci-CjankokcukapOOHII,
C,-CsankunkapoormiamMuto-Cy-Csankmn, C;-Csankmwicynbhormn win C,-CiankmicynbhormaMuao-C,y-Csan-
KHII,

R o6osnauaer ranoreH, C;-Cjankmn, ruapokcni, C,-Cjankokcurpymry, C;-Ciankokcu-C,-Csanku, THa-
pokcu-C,-Czankun, C,-Cjankmikapoonmi, C;-Cjankokcukapoonmi, C,-Cjankokcukapoormi-C,-Csamkmr, Ci-Cy
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ankokcukapOonmtamuHorpymry, C;-Cjankoxcukapoormnamuao-C-Ciankmn, amuHorpymmy, (C,-Cjamkwm)
amuHOTpymy WK au(C,-C4alikuia)aMIHOTpyYTIITY;

R* 0603Hauaer raJioTeH, THAPOKCUrpyny, nuaHorpymry, Ci-Cankmi, C;-C/aukioankut, THAPOKcH-C-
Ciankui, R22-C1-C3am<1/m WA UMEET OJHO M3 YKa3aHHBIX Ui R™ 3HaueHwmit;

R?!' 06o3Hauaer Cy-Csankui, o-ruapokcu-C,-Csankui, henwn, permn-C-Ciankun, C-CiankuikapOoHm,
kapOokcurpymmy, C;-Cjankokcukapoonwi, C;-Csankuncynbdonmn, Gpenmnkapoonmn win dermi-C,-Ciamkui-
KapOOHMIT;

R* o6o3nauaer mupumuam, Genn, Gerni-C,-Csankoxcurpymy, C,-Csankokcurpymy, C,-Csalkuirio-
rpymmy, H-CO-, C-Csankmikap6oonmt, C;-CjankokcukapOormi, aMmuHOKapOooHmwI, C-CiankuiaMIHOKapOOHNMIT,
1u(C,-Csankumn)amuaokapoonm,  Ci-Csankuncynsponmn, C-Csankuncynsduamwi, —Ci-Ciankumicynb(oHui-
amuHorpymmy, amunorpymny, Ci-Csankwiamunorpymiy, nu(C;-Csankun)amunorpynny, (ernn-C,-Csamkui-
amuaOTpymmy, N-(C;-Czamkmn)pernn-C,-C;alkmiIaMAHOTPYIITY, aleTHIAMUHOTPYIITY, HPOTHOHUIAMHAHO-
rpymiy, (GeHmWIKapOOHWI, (EeHHIKApOOHWIAMUHOTPYIITY, (eHMIKapOOHHIMEeTHIIaMUHOTPpYITYy, (4-MOpQOIH-
Hun)KapOoorwn, (1-mupponuanann)kapoonnn, (1-munepuanHmT)kapOoHm, (TeKcaruapo- 1-a3enuHI)KapOoHII,
(4-meTun-1-nunepa3uHmI)KapOOHHI, METUIICHJUOKCUTPYIIY MM aMHUHOKapOOHUIIAMUHOTPYIIILY;

R*, R?” HezaBncnmo JIpYr OT ApYyra UMEIT OJHO U3 YKa3aHHBIX IS R* 3uauennit i B ciyyae (peHIb-
HOIl IPYIIIBI MOTYT TaKye 0603HAYaTh HUTPOIPYIIIY, PH STOM MHOTOKPATHO TPHCYTCTBYIOIIHE OCTaTKH RS,
R27 MOT'YT UMCTb UACHTUYHBIC UJIU PA3JINYHBIC 3HAYCHUS, U

m, n He3aBUCUMO JIPYT OT Apyra pasHbl 0, 1 umu 2;

IIPU 3TOM B KaXKJIOM M3 rpynn U B KaXKJOM U3 OCTaTKOB Z, R3, Rlz, RB, RM, R20, Rzl, R* onuH win He-
CKOJIbKO C-aTOMOB MOTYT OBITh O/IHO- MJIM MHOT'03aMeIeHbl (PTOPOM, W/Min OAWH Wi iBa C-aToMa He3aBHCHMO
JpYT OT JApyra MOTYT OBITh OJJHO3aMEIIEHBI XJIOPOM MM OPOMOM H/WJIM OTHO WIIM HECKOJIBKO (PEHMIIbHBIX KOJIeI
HE3aBHCUMO JIPYT OT Jpyra JOIOJHUTENEHO COAEpKaT OJMH, JIBa WINA TPH 3aMECTHUTEIS, BHIOPAHHBIX U3 TPYIIIIH,
Bkiovaromeit F, Cl, Br, I, C,-Cjanxmn, C;-Cjankokcurpynmy, AnGToOpMETHI, TPUGTOPMETII, THIPOKCUTPYIIILY,
amuaOTpymy, Ci-Csanxunamusorpymmy, au(Ci-C;alKkuil)aMHHOTPYIITY, aleTHIAMHHOTPYIITY, aMHHOKapOo-
a1, CN, mudropmerokcurpymmy, Tpudropmerokcurpymmy, aMuHo-C,-Csankmn, C;-Csanknnamuao-C,-Csan-
ki ¥ qu(C-Ciankun)amuao-C-C3anKkui, W/iii MoryT ObITh 0J{THO3aMEIIeHbl HUTPOTPYIIIOH,

a TaKKe MX TayTOMEPHI, MX AUACTEPEOMEPBI, X SHAHTHOMEPHI 1 UX CMECU U UX (U3HOJIOTNIECKH COBMEC-
THUMBIC COJIU.

2. KapGokcaMu/IHbIe COSIMHEHHS 110 111, oTiuuaromuecs TeM, uto A i R’ coenunensl Mexy co6oii Ta-
KHUM 00pa3oM, 4To (parMeHT

1,

rae Q obo3HavaeT rpymiy, BeIOpaHHyto U3 rpyni cyodopmyr [la-I1Ig
-CRR’-, e
-CR®=CR’-,  1IIb

N=CR®., I
-N=N-, I1id
-CO-NR’-,  1Ile
-CR®=N-, 1if
-CO-, g

Ll, L2, L} R Ré, R7, R® u R’ umeror YKa3aHHbIE B 11.1 3HAUYEHUS.
3. KapOokcaMuaHbIE COSTUHEHUS 110 11. 1, OTIHYaroIuecs TeM, 9To (pparMeHT

MIPECTABISAET COOOU TPYIIY OHON U3 CIEAYIOIUX CyOhopMy:
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<>N—X——§ , CN—X“; S Nx— ON—X*E :

| N—X— , <\ N—X— , GN—X—§ , GN—X—‘f )
RN N—x—i @—CN—X% @—N N—X—
\ / [} Y \ / oy

o NX:@NX: N—X— §  N—X—
\ i L) vy U TN / [

R21
N
N—x— RN N—X—}

R?!
N—X—, N—X—i,
R21/N '

R*™—N

R™—N N—X— N—X-—t
Q@N—X—g , N—X— , N—x—,
RV )

N—x—, RZ—NO% , RN : @
N
2 R?
RE—N RN, W N
, N ; N\)\W

IJie OAMH WM HecKoJbko H-aTroMoB 00pa3oBaHHOTO rpymmon R'R’N- TeTePOLMKIIAa MOTYT OBITh 3aMEHEHbI
na R" u coennuennoe ¢ 00pa3oBaHHBIM TPYMION R'R’N- TETEPOIMKIOM KOJIBIIO MOXKET OBITh OJHO- WJIM MHO-
ro3aMeIeHo 110 OJHOMY MM Heckoibkum C-aromam octatkoM R™) a B ciryuae eHHIBHOrO KOIbIA JOMTOTHH-
TEJIFHO MOJKET OBITh TAKXKE 0JJHO3aMEIIEHO HUTPOTPYIIIOH, 1

R" s RM, Rzo, R* u X umeror yKa3aHHbIE B 1.1 3HaYeHHUs.

4. KapbokcaMuHBIE COEAMHEHUS 110 OHOMY M3 MPEbIIYIINX ITYHKTOB, BEIOpaHHbIE U3 IPYIIIBI COEIMHE-
Ui popmyn 1.1-1.14:
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st]

rae U', U%, V? He3aBrcumo apyr oT apyra 0603sauaror C mmm N;

RZ , Rz: H6237aBI/ICI/IMO JpyT oT apyra obo3Havarot H, F, metun unm TpH(bToplzxgeTHn; 5

R™, R™, R”" He3aBucuUMO pyr OT Ipyra UMEIOT OJHO M3 YKa3aHHbIX At R™ B 1.1 3HaueHuil wiu B cityyae
(heHMITBHON TPYIIIBI MOTYT TaKKe 0003HaYaTh HUTPOTPYIITY, IIPH 3TOM MHOTOKPAaTHO HNPUCYTCTBYIOIINE OCTAaT-
kn R, R*, R?’ MOT'YT UMETh UJCHTUYHBIE UM PA3IUYHbIE 3HAUECHUS;

j obosnauaer 0, 1, 2, 3 mnu 4;

m, N HE3aBUCUMO JIPYT OT Apyra obo3zHavarot 0, 1 wmm 2 u

Ll, L2, L3, Rl, Rz, R3, R6, R7, R8, R9, R* u X nmeror yKa3aHHbIE B 1.1 3HaYEHHUS.

5. KapOokcaMuiHble COETMHEHHS 110 OJHOMY W3 NPEAbIIYIINX TyHKTOB, OTJIMYAIOIIHECS TEM, YTO OHH CO-
otBeTcTBYIOT hopmyste 1.15

n

115,

B KoTopoii B BEIOpaH u3 rpymmsl, Bkimovarmei Ci-Cgsankmn, Ci-Cgankenmt, C-Ceankunami, C;-Coukino-
ankui-C-Csankui, Cs-ComuknoankeHun-C-Czankun, Cs-Couuknoankmi-C-CsankeHun U Cs-ColUKI0aJIKUII-
C,-CsankuHmi, Tae OIUH WK HECKOIBKO C-aTOMOB MOTYT OBITh OJTHO- WJIM MHOTO3aMEIIEHBI TaIOTeHOM W/HIH
OJTHO3aMEIICHH THIPOKCH- WIH ITUAHOTPYIIION W/FIIN MUKINYECKUE TPYIIBI MOTYT OBITH OJHO- WJIM MHOTO3a-
MEIIEHBI OCTATKOM Rzo, a

k, W, U%, V2, R® R* R*,R¥ m,n, L' L% L’ R, R%, R®, R%, R7, R®, R%, R u X umeror ykasauubie B 1.4
3HAYCHUSI.

6. KapbokcamMugable COeTMHEHUS 1O 1.4 WK S5, OTIUYAIOIINecs TeM, 9To Kaxabiid u3 U u V 0o003HayaeT
C-arowm.

7. KapbokcamuiHble COCIUHECHUS 10 OJHOMY W3 MiL4-6, oTIMJaronmecs TeM, 4To X o6o3HauaeT-CH,-,
-CH(CH3)- UIn -C(CH3)2-.

8. KapbokcamuiHble COSTUHEHUS 0 OJJHOMY M3 NI1.4-6, OTIIMYArOIUecs TeM, 9YTO RZS, R26, R”’ HesaBucu-
Mo Jpyr ot apyra obosnavator F, Cl, Br, I, OH, uuanorpymmny, Metwi, anTopMeTiit, TpuhTOpMETHII, ITWI, H-
MPONIJI, W3OMPOIWI, METOKCUTPYIITY, TUPTOPMETOKCUTPYIITY, TPUPTOPMETOKCUTPYIITY, STOKCHUTPYIITY, H-
MPOTIOKCUTPYIIITY WIIA M30MPONOKCUTPYIITY, a B CIlydae 3aMeMIeHUs] (PeHWIBHOUW TPYIIIBI MOTYT Takxke 0003Ha-
4aTh HUTPOTPYIIILY, IPH 3TOM MHOTOKPATHO MPHCYTCTBYIomIHe octaTkn R*, R*, R*’ MOryT HMeTh HICHTHUHBIE
WK pa3UgHbIe 3HaUeHus; j 0060o3Haudaer 0, | nnm 2 u m, n HE3aBUCUMO APYT OT Apyra obo3HavaroT 0 wm 1.

9. KapGoKcaMuIHbIe COSIMHEHNS 110 OJHOMY M3 IPEIbLIYIIHX MyHKTOB, OTIHYaromuecs TeMm, uto R®, R,
R® w/mmm R’ HesaBucmmo IpyT OT npyra ob6o3HauatoT H, merwn, TpupTOpMeTHNI, 3THI, H3OMPONII WINA H-
MIPOIHII, & RéuR’ MOTYT TaKxe 0003Ha4ath F.

10. KapOokcamuaHbIe coeTMHEHHS 10 I1. 1, BRIOpaHHbIE U3 TPYIIIbI COEMHEHUH, BKIIIOYAIOIICH:

(1) 7-(4-xnopdenmn)-3-[2-(4-mupponuans- 1 -nnmernndennn )t |-3H-xuHazonnH-4-oH,

(2) 3-[2-(4-nupponuauH- 1 -unmernindennn )aTui|- 7-n-rommn-3H-xuna3onnH-4-0H,
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(3) 3-[2-(4-upponuanH- | -unmeTungermn )3T |- 7-(4-tpud Topmermndenun)-3H-xurazonnH-4-0H,

(4) 7-(4-metoxcudernn)-3-[2-(4-muppoauaus- 1 -unmernndennn)atuin | -3 H-xuHazomuH-4-0H,

(5) 7-(3,4-muxnopdennn)-3-[2-(4-nuppomuaus- 1 -unmetnnderwn )t |-3H-xunazonua-4-0H,

(6) 7-(4-bropdennn)-3-[2-(4-nmupponuaus- 1 -uamermwidenwn)atun|-3H-xuHa3omuH-4-0H,

(7) 7-(4-3tundenmn)-3-[2-(4-nupponuans- 1 -nnmernndennn )t |-3H-xuHazonnH-4-oH,

(8) 2-mermn-3-[2-(4-mupposunus- 1 -unmerundennn)atuin |-7-(4-rpudropmermndennn)-3H-xunazonmun-4-

OH,

(9) 2-metun-3-[2-(4-upponunus- | -unmerundennn)atui |- 7-n-roiaui-3H-xunazonun-4-oH,

(10) 7-(4-xnopdennn)-2-metni-3-[ 2-(4-mupponuans- 1 -nime i ernn)atun|-3H-xuHazonun-4-0H,

(11) 7-(4-xnopdennn)-3-[2-(4-nupponuaus- 1 -unmerundenun )3tui] - | H-xunazonun-2,4-11oH,

(12)  7-(4-xnopdenmn)-3-{2-[4-((S)-2-MeTOKCUMETHIIIAPPOTUANH- | -TimMe T ) perun |3tun } -3 H-xuHa30-
JINH-4-0H,

THI,

(13) 7-(4-xnopdennn)-3-[2-(4-aumeTrnamuaomMe i e )3t | -3 H-xuHa3ouH-4-0H,

(14) 7-(4-xnopdennn)-3-[2-(4-nunepuaus- 1 -unmermnderrn)3tun|-3H-xunazonun-4-oH,

(15) 7-(4-xnopdennn)-3-[2-(4-mopdonuu-4-unmetuaderni )T |-3H-xuHa3onnH-4-0H,

(16) 7-(4-xnopdpennn)-3-[2-(4-nuppoauaun- 1 -uameruiadenwn ))atun|-3H-6en3o[d][ 1,2,3]rpuasun-4-oH,
(17) 5-(4-propdhenun)-2-[2-(4-mupposiuauH- | -UIMETHIAPSHI )3T |M30UHI0JI- 1 ,3-HOH,

(18) [2-(4-mupponunus- 1 -unmeruindennn ot Jamun 4'-xnopoupennn-4-kapOOHOBOI KHUCIIOTHI,

(19) [2-(4-mm THnaMuHOMETHIIQEHUIT )3T |amu L 4'-xs10pOudenm-4-kapOOHOBOI KUCIIOTHI,

(20) [2-(4-muniepuans- 1 -unmernndenn)atmi |amug 4'-xaopoudeHnin-4-kapOoOHOBOH KHCIIOTEHI,

(21) [2-(4-m THIaMuHOMETHIIQEHUI)ITHI |aMu T 4'-MeTokcrOHdeHmI-4-kapOOHOBOW KUCIIOTHI,

(22) [2-(4-mydTHIAMIHOME THII(QSHIIT )3 THI [MeTIIIaMu 4'-xmopoudeHmn-4-kapOoHOBO KUCIOTHL,

(23) [2-(4-appommanH- 1 -umMeTHIPEHMT )TN |aMu 4-(4-XI10pheHUIT ) IUKIIOTeKCaHKapOOHOBOH KHCIIO-

(24) [2-(4-upponuaus- 1 -niiMe T eH )3T |aMu 1 4-MeTHII()EHUITUICPUANH- | -KapOOHOBOMH KHCIIOTHI,
(25) [2-(4-mupponuauH- 1 -unmeTriaderna )t Jamun  4-(4-xnopdennn)-3,6-auruapo-2H-upunun-1-

KapOOHOBOM KUCIIOTHI,

TBI,

THI,

TBI,

THI,

THI,

(26) [2-(4-nuppoauaun-1-unmernindennn)stuilamug 4-(4-xnopdeHun)nunepuauH- 1-kapOoHOBOH KHCIIO-

(27) [2-(4-upponuus- 1 -unmetrid e ) nponui |amu 4'-xnopoudenun-4-kapOoHOBOH KUCIIOTHI,

(28) (4-nupponuaun- 1 -nnmernnoen3uiIoken )amus 4'-xnopoudenni-4-kapOoHOBOH KHCIOTHI,

(29) 4-muxutorexcni-N-[2-(4-nupponauauH- 1 -nimeTnideHwn )3 Tui |oeHzamu I,

(30) [2-(3-meTokcu-4-upponuaus-1-unmermndenmn)dtwilamun 4'-xa0pOoudernn-4-kapooHOBOI KHCIIO-

(31) 7-(4-xnopenmn)-3-{2-[ 6-(4-MeTrnmumnepa3us- | -wn)nupuanH-3 -1 |31 § -3 H-xura3zonuH-4-0H,

(32) {2-[6-(4-meTunmunepasus- 1 -uia)TUpUAMH-3 -1 |3TrI } amu 4'-x10poudeHn-4-kapOOHOBOM KHUCIIOTHI,
(33) 7-(3-merokcudenun)-3-[2-(4-nmupponuaun- 1 -unmeTmid ernn )3t |-3H-xuHa3onnH-4-0H,

(34) 4-(4-oxcouukimorekcui )-N-[2-(4-mupponuauH- 1 -uiMeTHIh CHII )3 THIT |OSH3aM U I,

(35) [2-(4-nupponuauH- 1 -UIMETHAQEHUIT)ITHI |aMu]] 4-IUKJIOTeKCHII- | -IIMKJIOr€KCHUIIKapOOHOBOW KHCIIO-

(36) [2-(4-tupponunuH- 1 -unMe T eHIT )3T |aMu ]l 4-0eH3UINUTIIePHIUH- 1 -kKapOOHOBOI KHUCIIOTHI,
(37) [2-(4-tupponuuH- 1 -uIMeTHII(EHWIT )3 THIT | aMu L 4-IUKIIOTeKCHIIITUIIEPHINH- | -KapOOHOBOM KHUCIIOTHI,
(38) [2-(4-upponuans-1-nnmetmidernn)atmiamMun 4-(4-xnopdennn)nunepasus- 1 -kapOoHOBOH KHCIIO-

(39) [2-(4-mmppomuanH-1-unmmernndenmn)atui|amun 4-(4-dbropdernn)mnepuanH- 1 -kapOoHOBOH KHCITO-

(40) [2-(4-uppomunuH-1-unmmermndenmn)atmwi|amun 4-(4-MeTokcupeHm )unepa3uH- 1 -kapOoHOBOH Ku-

CJIOTEHI,

TBI,

(41) [2-(4-upponuaus- 1 -nMe T eH )3T |aMu 1 4-GeHUITHITEPUINH- | -KapOOHOBOW KHCIIOTHI,
(42) (4'-xnopoudennn-4-nn)-[ 3-(4-nmupponuaus- 1 -uiMeTHAGSHI ) THICPUANH- | -1 |METaHOH,
(43) [2-meTnn-2-(4-nupponuans- 1 -unmermindennn)npornui Jamun 4'-xnopoudenun-4-kapOoHOBOH KHCIIO-

(44) [2-(4-tupponuIuH- | -MIIME THIILMKIIOT €KCHIT ) 3THII |amu 1 4'-xs1opOudenus-4-kapOOHOBOM KHUCIIOTHI,
(45) 4-6en3nn-N-[2-(4-nupponuauH- 1 -ninmeTnideHn )3 THiI |oeH3amu I,

(46) 4-(4-okcorukiiorekcnnuaeHMeT )-N-[ 2-(4-nuppoiuIuH- | -uIMeTHIIQEHIIT )3 THII | OeH3aM I I,

(47) [2-(2-prop-4-tupponunus- 1 -unmmermndenmn)atui |amun 4'-xmopoudeHmn-4-kapOoHOBOH KUCIOTHL,
(48) 5-(4-xnopdenmn)-2-[2-(4-mupponuauH- | -UIMeTHISHIT )3T |-2,3 - TMTUAPON30UHAOI- | -0H,

(49) 4-umepunus- 1 -n1-N-[ 2-(4-mupponuauH- | -uMeTHIh SHII ) 3TIIT |OeH3aMU I,

(50)  7-(4-xmopdennn)-3-{2-[4-(4-ruapokcu-4-heHuanunepuaus- 1 -uimetin)henni ot § -3H-0en3o[d]

[1,2,3]rpuasun-4-oH,

(51) 7-(4-xnopenmn)-3-{2-[4-(3-azactupo[ 5.5 yrnen-3-uimernn)dperwn |3t } -3 H-xuna3zonun-4-oH,
(52) 7-(4-xnopdennn)-3-{2-[4-(3-azacnupol[5.5ynnen-3-mwimerwwn)enwmn|atun } -3H-6en30[d][1,2,3 ] Tpua-
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3UH-4-0H,

(53)  7-(4-xmopdenun)-3-{2-[4-(4-ruapokcu-4-heHmnnunepuani- 1 -uamernn)herwn |3tun } -3 H-xuHazo-
JINH-4-0H,

(54) 7-(4-xnopdennn)-3-(2- {4-[4-(mupuauH-2-WIOKCH ) TUTIEPUANH- | -rmMeTrT | henwn } 3T )-3H-xuHazo-
JINH-4-0H,

(55) 6-(4-xnopdenmn)-2-[2-(4-nupponuaus- 1 -unmetrndernn )3t -2 H-u30xuHouH- 1 -0H,

(56) [2-(3-Opom-4-nupponunus- 1 -unmerundennn)atui Jamun 4'-xnopoudennn-4-kapOoHOBOI KUCIIOTHI,

(57) [2-(3-meTun-4-nupponuans- 1 -unmetnndenn)atmi |amua 4'-x1opoudernn-4-kapOoHOBON KHCIIOTHI,

(58) {2-[4-(1-3TnnmunepuanH-2-nmi)derw |3t famug 4'-xaopoudenni-4-kapOoHOBOH KHCIOTHI,

(59) {2-[4-(4-anerunnunepasus- 1 -unmerin)pern |3t f amun 4'-xnopoupennn-4-kapOoOHOBOIH KUCIIOTHI,

(60) {2-[4-(2-azabunmkmno[2.2.1]renT-5-eH-2-uIMeTHn)PeHT [>T } aMul 4'-X10pOoudeHmnT-4-kapOoHOBOM
KHCIIOTHI,

(61) {2-[4-(1,3-muruapon3onHI0I-2-HIMeTHA)peHmw|3Trn famun 4'-x0poudeHnn-4-kapOOHOBOM KHCIIO-
THI,

(62) (2-{4-[(auu3onponuiaMuHO )MeTH | heHu } 3Tri )amu 4'-x10poudeHn-4-kapOOHOBOW KHUCIIOTHI,

(63) {2-[3-0pom-4-(2,5-nuruaponuppod-1-mimerni)penu |oTun famua  4'-xsopOoudenusn-4-kapOoHOBOM
KHUCJIOTBI,

(64) {2-[4-(2-muMeTHIaMUHOMETHIITUPPOIUANH- | -umeTrin)pernn |atvi famu 4'-xnopoudennn-4-kap6o-
HOBOM KHCJIOTBI,

(65) {2-[4-(3-nMeTHIAMUHONINPPOIUANH- | -niiMeTrn)peHm |3Tin famun, 4'-xsopOoudenun-4-kapOoHOBOH
KHCIIOTBI,

(66) [2-(2-6pom-4-uppomuanH- | -unMeTIIh eI )3T |amu, 4'-X10pOnQeHnT-4-KapOOHOBOH KHACIIOTEHI,

(67) 4-nenr- 1 -maMI-N-[ 2-(4-mUPpOTHINH- | -HITMETHITI( €HIIT )3 THIT |OCH3aMU I,

(68) [2-(6-uppoauIUH- | -HIMETHIITUPUANH- 3 -MT)3 T [aMu ] 4'-XTI0pOndeHn-4-KapOOHOBOI KHCIOTHI,

(69) [2-(1-mupponumus- 1 -wirHaaH-S-11)3TIi [amu 4'-xaopoueHmI-4-kapOOHOBON KHCIOTHI,

(70) [2-(2-HUTpO-4-TTMppONUANH- | -uMeTIIIheHn )3 Tr |amMu [, 4'-XmopOoudeHmT-4-kapOOHOBOM KUCIIOTHI,

(71) [2-(4-upponuaus- 1 -nnmetunderwn)dtmiJamu 2',4'-nuxmoporndeHui-4-kapOoHOBON KHUCIOTHI,

(72) {2-[4-(3-amunOonMppONUANH- 1 -nMeTn)beHnn 3T famug, 4'-xsopOudenun-4-kapOoHOBOI  KHCIIO-
THI,

(73)  {2-[4-(2-amuHOMETHIIIUPPONUIUH- | -uaMeTH ) e [aTun famun - 4'-xsopoudenmn-4-kapOooHOBOM
KHCJIOTHI,

(74)  {2-[4-(2-meTun-2,6-quazacrupo|3.4]okr-6-unmerwin)permn |3t famug - 4'-xnopoudennn-4-kap6o-
HOBOM KHCIIOTEHI,

(75) [2-(5-upponuauH- | -HIMETHIITUPUANH-2 - T3 T [aMu ] 4'-XTI0pOndeHn-4-kapOOHOBOI KHCIOTHI,

(76) [2-(3-3THN-4-TIMIppOTUANH- | -TMe THIIQeHMIT ) TH | aMu A 4'-ximopoudeHnn-4-kapOOHOBOH KUCIIOTHI,

(77) {2-[4-(2,5-muruaponuppoi-1-unmernin)henun |3tun f amun 4'-0pomondeHm-4-kapOOHOBON KUCIIOTHI,

(78) 4-(5-xnopruoden-2-wmn)-N-[2-(4-mupponuauH- 1 -uiMeTHIh SHII )3 THIT |OSH3aM U I,

(79) [2-(2-meTrn-4-nuppoauaus- 1 -uamerundenn)atui|amun 4'-xmopoudeHmi-4-kapOOHOBOH KHUCIOTHI,

(80)  {2-[3-Opom-4-(2,5-nurunponuppo-1-uimernn)permn prun famug  4'-6pom-3-dropoudenun-4-
KapOOHOBOW KHCJIOTHI,

(81) [2-(4-mupponunus- 1 -unmetrindennn )atui |amun 4'-xiop-2-dpropoudenun-4-kapOooHOBOH KUCIOTHI,

(82) [2-(4-tupponuuH- 1 -uMeTHIIEeHMIT )3T |aMu 1 4'-3THI0u(eHn-4-kapOOHOBOM KHUCIIOTHI,

(83) Tper-OyTHinoBsiit a3dup [1-(4-{2-[(4'-xn0poudenn-4-kapOOHHIT)aMHHO |3THII } OEH3WIT ) TUPPOIUIUH-2 -
WIMETHIT|KapOaMHUHOBOM KHCIIOTHI,

(84) {2-[4-(2-meTunmunepunus- 1 -unmmernn)derw |3t } amug 4'-xmopoudenun-4-kapOOHOBON KHUCIIOTEHI,

(85) {2-[4-(2-meTunmuppomuanH- 1 -niMeTn)pernt [>T famun 4'-xaopOoudeHmn-4-kapOOHOBOI KHCIOTHI,

(86) (2-{4-[(muKITOIPOTMIMETHIIAMIHO )METHI |(DeHIT § 3THI )aMu, 4'-xiopoudeHnn-4-kapOOHOBOW KUCIIO-
THI,

(87) {2-[4-(3,4-nurunpo-1H-m30xuHOMMH-2-HaMeTHT)DeHI |9TII } aMua 4'-X10pOoudeHn-4-kapOoHOBOM
KHUCJIOTBI,

(88)  [2-(4-{[(2-ruopOKCHATHII)METHIAMUHO |METH } peHUIT)ITHI |amu  4'-xsiopOudenu-4-kapOoHOBO
KHUCJIOTBI,

(89) tper-OyTHinoBsit 3dup [1-(4-{2-[(4'-xn0poudenn-4-kapOOHHUIT)aMHHO |3THII } OEH3WIT ) TUPPOIUIUH-3 -
W1 |KapOaMHHOBOM KUCIIOTHI,

(90) {2-[4-(2,6-mumeTnnnunepuauH- 1 -unmerin)gennn ot famun  4'-xnopoudennin-4-kapOoHOBOH KH-
CJIOTHI,

(91) [2-(4-azetnnun- 1 -mmetmndenmn)atuin |amua 4'-xmopoudeHun-4-kapOOHOBON KUCIIOTEHI,

(92) [2-(4-tupponuaus- | -nmmetundern )3t |amuy 3,4'-ruxnopoudenun-4-kapOoHOBOH KUCIIOTEHI,

(93) [2-(4-uppoauaun- 1 -uametundenun )3t |amu 4'-hTopoudeHmna-4-kapOOHOBOM KHCIOTHI,

(94) [2-(4-upponuaun- 1 -uimetundenun )3t jamu 4'-xa0p-3-hropoudenun-4-kapOOHOBOH KUCIOTHI,

(95) [2-(4-upponuaus- 1 -uimetrnderin )3t jamu 2'-hprop-4'-xmopoud eHm-4-kapOOHOBOH KHUCIOTHI,

(96) [2-(4-tupponuauH- 1 -uMeTHIIEHIT )3T |aMu L 5-(4-XI0pheHIT) TUPUIUH-2-KapOOHOBOI KHUCIIOTHI,
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(97) {2-[4-(2,5-murunporuppon- 1 -mmmetrn)heHun |3tun f amun 4'-xnopondeHnn-4-kapOOHOBOH KHACIIOTEHI,
(98) [2-(4-upponuaun- 1 -uimetunderin )3t |amu 4'-0pomoudenn-4-kapOOHOBOH KUCITOTHI U

(99) {2-[4-(1-upponunus-1-waaTrn)derun |3t} amun 4'-xmopouderun-4-kapOoHOBOH KUCIOTHI.

11. Kap6okcamunasie coeaunenus 1o 11.10, BeiOpanusie u3 rpynnsl coenuaernit (1)-(30), (47) u (50)-(99).
12. Crioco6 nosy4eHus KapOOKCaMUAHBIX coeAnHeHui hopmyisl |

B kotopoit A, B, W, X, Y, Z, Rl, R2, R? u k umeror oaHO U3 YKa3aHHBIX JJIs HUX B I1.1 3HAUEeHUH,

3aKITI0YAOIIHICS B TOM, YTO

JUIs ciTydasi A, KOTIa OCTaToK R’ He coeHHeH ¢ TpyImoi A:

a) B ciydae, ecid A TpeACTaBiIsIeT COO0H COeAMHEHHYIO Yepe3 aToM a30Ta C KapOOKCAMHUIHOW TPYTIION
a30TCO/IEPIKAILYIO TeTEPOIUKIIMYECKYIO TPYIILY, KOTOpasi Hapsiy C aTOMOM a30Ta MOXKET TaKkKe COAepKaTh eIl
OIIMH WJIM JPyTHE reTepoaToMsl, BeIOpaHHble 3 N, O u S, mo MeHsbmeil Mepe onuH aMmuH Gopmyisr I-1
. AN ZEN
RN Y N—H I-1,

bk

B KOTOpOi1 Rl, Rz, R3, X, Y ¥ Z uMeroT yKa3aHHbIE BbIIIEC 3HAUCHUS,

MTOJIBEPTAIOT B PAaCTBOPUTEIIC WM CMECH PACTBOPUTENECH B MPUCYTCTBUH MO0 MEHBIIEH Mepe OHOTO OCHO-
Banus B3aumoneiicteuro ¢ KT (1,1'-kap6onmnau(1,2,4-Tpra3osioM)) U 1Mo MEHbLIEH Mepe OJHUM BTOPHUYHBIM

aMHHOM (opmysl [-2
fwge w2

B KoTopoii A, B, W u k nmeroT yka3aHHbIE BBIIIE 3HAUEHHS, a TPyIIa A COOEPKHUT B Ka4eCcTBE (DyHKIIHO-
HaJIbHOU I'PYyMNIIBI BTOPUYHBII aMUH, a

0) B OCTaJIbHBIX CIIy4asiX MO MEHBILEH Mepe 0JIHY KapOOHOBYIO KHCIOTY (popmyst 1-3

(0]
HO " “Afw--B 13,

B KOTOpoit A, B, W 1 k uMeroT yka3aHHbIC BBIIIC 3HAUCHHUS,

TIOJIBEPTAIOT B PACTBOPUTENE MIM CMECH PAcTBOPUTENICH B IPUCYTCTBHHU MO0 MEHbBIIEH MEpe OJTHOI0 OCHO-
Banus B3aumozeiicteuio ¢ TBTY (terpadropboparom 2-(1H-6enzorpuazon-1-nm)-1,1,3,3-rerpameTirypoHust) 1
110 MEHBILEH Mepe 0HUM aMUHOM (opmyusr I-1

X Z
NP
RN~ Y T~H k-1,
2
R R®

B KOTOpOH Rl, R2, R’ , X, Y U Z UMEI0T yKa3aHHbIE BbIIIE 3HAUCHUS;

s cinydas B, korma octatok R® coenmien ¢ rpymnmoii A:

a) B ciyuae, ecau rpymna Q oGosnauaer -CR°R’- (I11a), rne R® u R’ uMeroT ykasanHble BbILE 3HAUYCHHS,
amuH hopmysl [a. 1

Z .
N4 \N—H
R—‘T Y | Ia.l,
2
R H

B KOTOpO Rl, R2, X, Y u Z uMeroT ykazaHHbIE BbIIIE 3HAUEHUS,
MTOJIBEPTAIOT B3aMMOICHCTBHIO C TIPOU3BOIHBIM d(hHpa 0-OpOMMETIIIOCH30IHOI KICTIOTHI (hopMyJs! 1a.2

~ w—-8

Br
RG

Ia.2,
R7
B KOTOpOi1 Ré, R7, W, B u k uMeroT yka3aHHbIC BBIIIEC 3HAYCHUS,

6) B ciyuae, eciu rpyma Q o6osnauaer -CR=CR’- (I1Ib), rae R® u R’ uMeroT ykasaHHbIe BbIIIe 3HAUe-
HUSI, T30XWHOJIMHOHOBOE NPOM3BofHOE (hopmyiisl Ib.2
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RA_ w—-8

b2,

B KOTOpOit R6, R7, W, B u k nMeroT yka3aHHBIC BBIIIC 3HAYCHUS,
ITOJIBEPTAIOT B3aMMOJICHCTBHIO C JIEKTPOPIILHBIM COeIMHEHHEM (opmysl [b.3

o

B KOTOpo#l Y U Z UMEIOT yKa3aHHbIE BhIIE 3HaueHHs, a OMs mpencrapisier co0oi mpueMIIeMyI0 yXOs-
LIYI0 TPYIILY, IPEANOYTUTEIILHO ME3HUIIAT,
C MOJIYYEeHUEM U30XHUHOJIMHOBOTO MPOU3BOIHOTO (hopmyisl 1b.4

R w8
o._-Y N
\( N Z/
0 0

B KOTOpOit R", R7, W, B, Y, Z u k umeroT ykazaHHbIE BbIIIE 3HAYCHUSI,

W 3aTeM 3TO W30XMHOJIHMHOBOE Hpou3BojHOE (hopmyiibl Ib.4 1o M3BECTHBIM METOJAM JIEPUBATU3UPYIOT JIO
coenuHenus Gpopmyisi I,

B) B cilyuae, eci rpymmna Q o6osnauaer -N=CR™ (Illc), rae R® umeer ykasanmsIe Bbilre 3HaueHns, (rana-
3MHOHOBOE Npou3BoiHOE popmyusl Ic.4

Ib.4,

RB
N W—k—B

N Ic.4,

B KOTOpOit Rg, W, B u k nMeroT yka3aHHBIC BBIIIC 3HAYCHUS,
ITOJIBEPTAIOT B3aMMOJICHCTBHIO C JCKTPOPHIBHBIM cOeTMHEHUEM (Gopmys Ic.5

OYY\ 7 -OMs Ic.5,
(o]

B KOTOpod Y U Z UMEIOT yKa3aHHbIE BbIle 3Ha4eHust, a OMs mpeacTaBisier co00i NpUEeMIIEMYIO YXO/s-
IIYIO TPYIILY, PEANOYTHTEIBHO ME3UIAT,
C HoJy4eHueM (hTala3uHOHOBOIO MPOU3BOIHOTO (popmyJisl Ic.6
8
R

N W—kB
|
o__Y_ N
N
LT

B KOTOpO RS, W, B, Y, Z u k umeroT yka3aHHbIC BEIIIC 3HAUCHHS,

1 3aTeM MOIYy4YeHHOE TaKUM IIyTeM (TaJa3sHHOHOBOE MPOU3BOAHOE POPMYIIHI Ic.6 MO0 M3BECTHRIM METOIAM
JIepUBATH3HUPYIOT 10 coemHeHns GopMyisl I, B kotopom Q o6o3uauaer -N=CR®- (IIIc),

r) B ciy4ae, eciau rpynna Q o6o3nauaer -N=N- (I11d), o-amuHo6eH3amuiHOE Tpou3BoaHOE Gopmysibl 1d.1

R! H,N W-}k’B

l H
2
R—N Y N 1d.1,
\
x~ NS

Ic.6,

o]
B KOTOpOit R', Rz, W, B, X, Y, Z u k uMCIOT yKa3aHHBIC BEIIIC 3HAUCHUS,
MIPEeBPAIAIOT B MPUCYTCTBHH MPUEMIIEMOTO HATPHUTA U KUCIOTHL B coenuHeHne Gopmyisl I, B kotopoit Q
o6o3HagaeT -N=N-,
1) B ciyuae, ecu rpynma Q o6osuauaer -CO-NR’- (Ille), rae R’ uMeeT yka3aHHbIC BbIIIe 3HAYCHHS, O-
aMHHOOEH3aMHIHOE [TPpOor3BoIHOE Gopmy:isl le.1

R
|
R’ HN w8
. v. N
N,/
X AN Z/
0]
B KOTOpOit R', Rz, R9, W, B, X, Y, Z u k uMCrOT yKa3aHHFIC BEIIIC 3HAUCHHS,

Te.1,
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npeBpamaioT B npucyrcreun KU (kapOoHMIInuMuIa3ona) B coenuHenne popmyisl I, B kotopoit Q 06o-
3HAYaeT —CO-NR9—,

€) B ciy4ae, eciau rpymnmna Q obo3Hauaer -CR®=N- (IIIf), rze R® umeer yKa3aHHBIC BBIIIE 3HAYCHUS, O-
aMHHOOEH3aMHHOe ITpou3BoHOe popmysl If. 1

R1’ H,N W‘—}k—B
Rz__,L\ /Y\ /H If.1,
X z
o}

B KOTOpOit R', Rz, W, B, X, Y, Z u k uMCIOT yKa3aHHBIC BEIIIC 3HAUCHUS,

MTOJIBEPTAIOT B3aUMOJICHCTBHUIO ¢ KapOOHOBOW KUCIIOTOM RRCOOH, rae R® umeer yKa3aHHBIC BEIIIE 3HAYE-
HUS, W/WIA C COOTBETCTBYIOIINM aKTHBHPOBAHHBIM MPOM3BOJHBIM KapOOHOBOW KHCIOTHI ¢ MOJTYYCHHEM XUHA-
30JIHHOHOBOT'O TIPOM3BOIHOTO hopMyJIBI I, B KoTOpOit Q 0603HauaeT -CR*=N-,

X) B ciaydae, eciu rpynma Q o6o3nagaer -CO- (I1Ig), n3obeH30¢hypaHIHOHOBOE MPOU3BOAHOE (POPMYIIBI

Ig.2
W—}k—B

o]

Ig.2,

o)

B KoTopoit W, B u k MMeroT yka3aHHbIe BbIlIEe 3HAYCHUS,
TIOJIBEPTAIOT B3aUMO/ICHCTBUIO ¢ aMUHOM (hopmyutsl Ig. 1
1
)
2
R=-N
X

B KOTOpO Rl, R2, X,Y 1 Z uMeroT yka3aHHbIE BbIIIE 3HAYCHMUS,

C TIOJIy9eHUEeM coequHeHus popmyisl I, B kotopoit Q obo3Hagaet -CO-.

13. ®u3HOIOTHYECKH COBMECTUMBIE COTH KapOOKCAMUIHBIX COSAMHEHHH M0 ogHOMY m3 . 1-11.

14. Kommo3umus, conepramasi o MeHbIIeH Mepe OJHO KapOOKCAaMHIHOE COEAWHEHHE 10 OJHOMY H3
. 1-11 w/mmu conp 1o 11.13 1 HeoOA3aTEIBLHO OHO MM HECKOIBKO (PH3MOIOTHYECKH COBMECTHMBIX BCIIOMOTI'a-
TCJIbHBIX BCIIICCTB.

15. JlekapcTBeHHOE CPEACTBO, CO/IEpIKalllee TI0 MEHBILEH Mepe OJJHO KapOOKCaMHUIHOE COeTMHEHHE O O/1-
HOoMy U3 miL.1-11 w/unu conb 1o 1.13 U HeoOA3aTEILHO OJIMH MM HECKOJIbKO WHEPTHBIX HOCHTEICH W/WIH pa3-
OaBuTeNEH.

16. IIpuMeHeHue 1o MEHbILEH Mepe 0JHOr0 KapOOKCaMUAHOTO COEAMHEHUS 10 oJHOMY M3 miL.1-11 w/um
COJIM 11O 11.13 77151 BIMSHUS Ha MTUILEBOE ITOBEACHHE MIICKOITUTAIOIIETO.

17. [IpumeHeHNE IO MEHBIIEH Mepe OJHOTO KapOOKCAMHUIHOTO COCTUHEHUS Mo OTHOMY W3 ML 1-11 w/nmm
coi 1o 11.13 1715 CHIDKEHUS Beca Tella W/WIM VIS IPENYNPEXACHIS yBEIHMICHHUS Beca Tella MIEKONUTAIOIIETO.

18. [IpuMeHeHne 0 MEHBIIEH Mepe OJHOTO KapOOKCAMHUIHOTO COCTUHEHUS M0 OTHOMY W3 ML 1-11 w/nmm
coiu 1o 11.13 a7t momyueHns JIEKapCTBEHHOTO CPEACTBA C aHTaroHuctuueckoil B orHomennn MCH-penenropa
AKTHBHOCTBIO.

19. TlpuMeHeHHe 10 MEHbILeH Mepe OJHOro KapOOKCAMUAHOTO COSAMHEHUs 10 ofHOMY U3 mil.1-11 w/um
coiy 1o 11.13 1 mOJyYeHHUs JIEKApCTBEHHOI'O CPEACTBA, MPUTOAHOTO JUIS MPOMUITAKTAKA W/UIIK JICYCHUS CO-
CTOSIHUMH W/Win 3a0oneBaHni, Bbi3biBaeMbix MCH iy cocTosiimx B MHOM npu4auHHOI cBsizu ¢ MCH.

20. [IpuMeHeHue 1o MEHbILEeH Mepe OTHOro KapOOKCaMUAHOTO COSAMHEHUs 10 ofHOMY U3 nil.1-11 w/um
COJHM 110 1113 JuIs TTOJTy4YeHUs! JIEKapCTBEHHOTO CPEZCTBA, IPUTOHOTO JUIs NPOMWIAKTUKY W/WIIN JICYEHUS CBS-
3aHHBIX C HapylIeHHEM OOMEHa BELIECTB PacCTPOMCTB M/WIM PAacCTPOWCTB NpUEMa IUINH, MPEXIE BCETO OXHU-
peHusi, OyJIMMHHN, HEPBHOH OYJIMMHH, KaXeKCHH, aHOPEKCHH, HEPBHOW aHOPEKCHH U TUnepdaruu.

21. [IpumeHeHne IO MEHBIIEH Mepe OJHOTO KapOOKCAMHUIHOTO COCTUHEHUS M0 OTHOMY m3 miL.1-11 w/nmm
coi 1o 11.13 111 mosTydeHHs JIEKapCTBEHHOTO CPECTBA, IPUTOJHOTO A MPOMMIAKTHKN W/UITH JISIEHHs 00Y-
CIIOBJICHHBIX O>KUPEHHEM 3a00JIeBaHUIl M/WIIN HapyLIeHUH, Ipex e Bcero auabera, IIaBHBIM 00pa3oM auadera
tuna I, qnabeTnyeckux OCNOKHEHUH, BKIIFOYAsi TUA0CTUYECKYIO0 PETHHOMATHIO, JHA0ETHYECKYI0 HEBPOIIATHUIO,
JI1abeTHUECKy0 He(pPOIaTHIO, HHCYIMHOPE3UCTEHTHOCTD, ITATOJIOTNYECKYIO TOJEPAHTHOCTD K TJIFOK03€, KPOBO-
W3JIUSHUS B MO3T, CEPACYHON HEJIOCTaTOYHOCTH, CEPJEYHO-COCYIUCTBIX 3a00JIEBaHU, TIPEKIE BCEr0 apTepHo-
CKJIepo3a U apTepHabHON THIIEPTOHUH, apTPUTA U TOHUTA.

22. [IpuMeHeHHe 10 MEHbILEH Mepe OHOro KapOOKCaMUAHOTO COSAMHEHUs 10 ofHOMY U3 . 1-11 w/uin
CoJM 1O 1.13 I MOJy4eHHs JIEKapCTBEHHOTO CPEJICTBA, MPUIOAHOTO ISl MPOQHIAKTUKY W/WIIM JICUCHUS TH-
NEepIIMIHUIEMUY, TaHHUKYJINTA, OTIOKEHHUS JKUPA, 3JI0KAYeCTBEHHOI'O MACTOLMTO3a, CHCTEMHOTO MAacTOLMTO3a,
SMOIMOHAIBHBIX PACCTPOMCTB, aQEKTUBHBIX PACCTPONCTB, JIENPECCHH, COCTOSHHUN CTpaxa, HapyLIeHWH CHa,
HapyIIEHWA PEePOAYKTUBHON (PYHKIINH, CEKCYAIbHBIX PAaCCTPONCTB, HAPYIICHUH ITaMSTH, STHJICTICHH, Pa3IInd-
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HBIX (pOpM JEMEHIIMH ¥ TOPMOHAIIBHBIX PAaCCTPOICTB.

23. TlpMeHeHHe 10 MEHbILIeH Mepe OJHOro KapOOKCAMUAHOTO COSAMHEHUs 10 ofHOMY U3 mil.1-11 w/um
coiu 1o 1.13 I noJydeHus JIeKapCTBEHHOTO CPEJCTBA, [IPUTOAHOTO Ul NPO(UIAKTHKYE W/UITH JICUSHUS Ha-
PYUICHHH MOYEHCITyCKaHWSA, HAIIpUMEp HEIepXKaHWS MOYH, THIEPAKTHBHOCTH MOYEBOTO Iy3BIPS, MMIICPATHB-
HBIX MO3BIBOB HA MOYCHCITYCKaHUE, HUKTYPUH U/WIIK HYpE3a.

24, dapmMarieBTHYCCKasi KOMIIO3HIIUS, COIEpIKaINas TIePBOe JACHCTBYIOIICE BEIIECTBO, BRIOpAaHHOE M3 Kap-
0OKCaMUJIHBIX COCIUHEHUI Mo ogHoMYy u3 M. 1-11 w/wmu coneit o m.13, a Takxke BTOpOE JCHCTBYIOIIEE Bele-
CTBO, BEIOpAHHOE W3 TPYIIIHI, BKIIFOYAIOIICH JCHCTBYONIUE BEIIECTBA IS JIeUeHHs nuadera, JeHCTBYIOIIHNE Be-
IIECTBA IS JICUCHUS TNA0CTUICCKUX OCIIOKHCHUH, IEHCTBYIONIHME BEIISCTBA IS JICYCHUS OXKUPCHHUS, TIPEII0Y-
TUTEIBHO OTIMYHBIC OT aHTaronncToB MCH, neiicTByromue BemecTa Ais JISYeHUS apTepHalibHON THIICPTOHUH,
JIEHCTBYIOIINE BEIIECTBA IS JICYCHUS THIIEPIUNHISMAN, BKIIOYas apTePHOCKIEPO3, NEHCTBYIONINE BEIIECTBA
JUTSA JICUYSHUS apTPUTa, JEHCTBYIOIINE BEIIECTBA IS JICUCHUS COCTOSHUN CTpaxa W JEHCTBYIOIINE BEIIECTBA IS
JICYCHUSI IETIPECCHi, U He00sA3aTeNbHO OJJMH MM HECKOJIbKO MHEPTHBIX HOCHTEIIEH W/IiTK pa30aBUTENeH.

@ EBpa3suiickast naTeHTHas opraHusaums, EAMB

Poccusi, 109012, Mockea, Manbliii Yepkacckuii nep., 2
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