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Ipeanocelikn n300peTeHns
O6acTh n300peTeHMSI

Hacrosmee n3o0pereHre OTHOCHTCS K MPOU3BOAHBIM 3(5)-aMHHOIHPA30J1a, K CIIOCO0Y MX MOTydeHHs], CO-
ACpiKalnuM UX (bapMaL[eBTI/ILIeCKI/IM KOMIIO3UIHUAM U UX MPUMEHCHHIO B KaUCCTBE TCPAIICBTUYCCKUX CPCIACTB, B
YaCTHOCTH, IIPH JICYCHUH 3JI0KAUECTBCHHBIX OMyXOJIeH U HAPYIICHUH KJIETOYHOMH MPOIHQeparuy.

O6cy>xaeHne IpeArnoCchUIOK

HexoTopble IMTOTOKCHUECKHE JIEKapCTBEHHBIE CPEJICTBA, KaK, HanpuMep, Gropyparun (5-OVY), nokcopy-
OMIIMH ¥ KaMOTOTEeUHEL, oBpexaaoT JJHK unm BIusIoT Ha KiIeTOUHBIE METa00NINYECKUe MyTH, U, TAaKUM 00pa-
30M, BO MHOTHX CIIy4asiX BBI3BIBAIOT KOCBEHHOE OJIOKMpOBaHHE KIETOYHOTO IuKia. [loaroMy aTH cpeacrTBa mnpu-
BOJIAT K 3HAYUTEIHFHOH TOKCHYHOCTH U ITOOOYHBIM 3P PeKTaM IMOCPEICTBOM HaHECEHHsI HEOOPAaTUMBIX MOBPEK-
JCHUI KaK HOPMAaJbHBIM, TaK U OITyXOJICBBIM KIICTKaM.

B cBs3u ¢ 3THM TpeOyIOTCS COeqUHEHUs, CIIOCOOHBIE AEHCTBOBATh KaK BHICOKOM30HPATEIbHBIE IPOTHBO-
OITyXOJIEBbIE CPEICTBA, IPUBOJS K BEIKIIOYEHHIO U allONTO3Y OIYXOJEBBIX KJIETOK CO CPAaBHUMOM 3 (eKTHBHO-
CTBIO, HO IIOHW)KCHHOH TOKCHYHOCTBIO IO CPaBHEHHIO C AOCTYIHBIMHM B HACTOSIIEe BpeMs JIEKapCTBEHHBIMH
Cpe/ACTBaMHU.

XOpoIIo U3BECTHO, YTO TOCIIENOBATENLHOCTh COOBITHI B TEUEHHE KIETOYHOTO LIUKIIA YIPABISIETCS PSAAOM
KOHTPOJIbHBIX TOYEK, MO-IPYIOMY Ha3blBAEMbIX TOUKAMH PECTPUKLIMM, KOTOPBHIE PETYJIUPYIOTCS CEMEUCTBOM
(hepMeHTOB, U3BECTHBIX Kak LUKJIMH3aBHcHMble knHa3bl (cdk). B cBoro ouepens, camu cdk perynmpytores Ha
MHOTHX YPOBHSIX, TAKHX KaK, HAIPUMEp, CBSI3bIBAHHUE LIUKIMHOB.

KoopauHupoBaHnHas akTHBalMs M WHAKTHUBAIMS PA3IMYHBIX KOMILIEKcoB mukinH/cdk HeoOXomuma s
HOpPMAaITFHON TIOCIIEJOBATEIIEHOCTH COOBITHI B TEUEHHE KIIETOYHOTO mukia. Oba kputndeckux nepexoxa G1-S u
G2-M KOHTpPOJMPYIOTCSI aKTHBAIlUEH NesITeIbHOCTH pa3nuuHbIx IukinHOB/cdk. [lpeamonaratot, 9To Bo BpeMs
G1 muxmme D/cdk4 n nukmma E/cdk2 omocpenyrot 3amyck S-dassr. s TedeHus S-¢a3bl TpeOyeTcsl aKTHBHOCTh
uukinuHa A/cdk2, torna kak akruBanus nukinHa A/cde2 (cdk1) u umkiunna B/cdc2 tpeOyercst mist 3amycka Me-
tadaspl. Jlist 00MIe# CChUIKK HA IMKIMH U IHKJINH-3aBUCHUMbIC KHHA3bI CM., Hanpumep, Kevin R. Webster et al, B
Exp. Opin. Invest. Drugs, 1998, Vol.7(6), 865-887.

KOHTpOJ'H)HI)Ie TOYKH B OITYXOJICBBIX KJICTKAX SABJIAIOTCA [le(l)eKTI/lBHblMl/I, YTO YaCTUYHO NPUBOAUT K HApy-
meHuo peryisiunu aktuBHoct cdk. Hampumep, namenennas skcnpeccust mukinHa E n cdk nabmronanacek B
OITyXOJIEBBIX KJIETKaxX, a Aeienus B reHe p27 KIP unrnouropa cdk npuBonuia, kak ObLIO T0Ka3aHo, K 0OJbIIEMY
pacnpocTpaHEHHUIO 3JI0KaY€CTBEHHOH OITyXOJIH y MBIILIEH.

YBenuuuBaronieecs: KOJIMYECTBO JJ0KA3aTENbCTB HOANEP)KUBAET uaeto toro, uto cdk seistores gepmenra-
MH, JIAMATHPYIOLIUMH CKOPOCTh TEYCHHs KJIETOYHOTO IMKJIA M, KaK TaKOBbIEe, NPEICTaBISIIOT COOOH MOJICKY-
JSIPHBIC MHIUCHU IS TepareBTUYECKOr0 BMEIIATENBCTBA. B 4acTHOCTH, MpsMOe MHTMOMPOBaHUE aKTHBHOCTH
cdk/mKITMHOBOI KWHA3BI JOJDKHO CIIOCOOCTBOBATH OTPAaHMUYEHHIO HEPErYIHPYeMOU Mpoiudepannuy Omyxoie-
BOH KJIETKH.

CymHocTb n300peTenns

OO0BbeKTOM H300pETeHUs SABIAIOTCA COSOUHEHUs], KOTOPbIe MOTYT HCIOJIB30BAThCS MPU JICYCHUH KIIETOY-
HBIX MTPOJIM(EPATUBHBIX HAPYIIEHUH, aCCOLMMPOBAHHBIX C N3MEHEHHOM KIIETOYHO-3aBUCHMOM KMHA3HOI aKTHB-
HOCTBIO. JIpyrM 0OBEKTOM SIBJISIOTCSI COEIMHEHHS, KOTOpbIE 00JIaIal0T MHIMOUPYIOIIEi aKTUBHOCTBIO B OTHO-
meHnH cdk/IUKIIMHOBON KMHA3BL

Jpyrum 00bEKTOM U300pETEHHS SBISIFOTCS] COSIMHEHHS, KOTOPBIE MOTYT HCIIOJIb30BATHCS B TEPAITUH IIPO-
THUBOOITYXOJIEBBIMH CPEACTBaMH, HO B IUIaHE TOKCHYHOCTH M MOOOYHBIX 3(H(HEKTOB JIMIICHBI HEJOCTATKOB, CBS-
3aHHBIX C JOCTYIHBIMH B HACTOSIIEE BPEMs IPOTHBOOIYXOJIEBHIMU JIEKAPCTBEHHBIMU CPEACTBAMH, YTO 00CYXK-
JaJIMCh BBILLE.

B HacTosmIee BpeMst aBTOpPHI JAHHOTO H300peTeHnsT 00HAPYKUIIH, 9TO 3-aMAHOIIMPA30JIbl 00JIaAat0T WHTH-
OupyrolIeil aKTUBHOCTBIO B OTHOLICHHH CAK/IMKIMHOBOI KMHA3BI U MOTYT HCIIONb30BAThCS B TEPAIMH B Kade-
CTBE NIPOTUBOOIIYXOJIEBBIX CPEACTB, & B INIAHE TOKCHYHOCTH U ITOOOYHBIX 3 ()EKTOB JIHIICHBI BHILEYIOMSIHYTHIX
HEJOCTaTKOB, CBSI3aHHBIX C JOCTYIHBIMU B HACTOSIIEE BPEMs IIPOTHBOOITYXOJICBBIMHU JIEKaPCTBEHHBIMU CPEICT-
BaMH.

Boiee kKOHKpeTHO, 3-aMHHOIIMPA30JIbI 10 H300PETEHHUIO MOTYT MCIIOJIB30BAThCSI IIPH JICYEHUH pa3HOOOpas-
HBIX 3JIOKQYCCTBCHHBIX onyxoneﬁ, BKIIOYAIOIUX B Ka4YC€CTBC HCOI'PaHMYMBAIONIUX MNPUMEPOB KapluuHOMY, Ta-
KyI0 KaK KapIMHOMBI MOYEBOTO IY3bIps, MOJIOYHO JKENe3bl, TOJICTOTO KHIIEYHHKA, MOYKH, IEUYEHH, JIETKHX,
BKJIIOYasi MEJIKOKJIETOYHBIA PaK JIETKHX, MUILEBOAA, JKEITYHOTO Iy3bIps, SIMYHUKA, MOJDKEITYIOYHOM >Kenessl,
JKeJyKa, IeWKH MaTKH, IIUTOBUIHON XKeJle3bl, IPe/ICTaTeIbHOM JKeJle3bl U KOXKH, BKIIIOYasl INIOCKOKIIETOYHYIO
KapLHHOMY; T€MOIIOITHYECKHE ONMYXOJIH JUM(POHIHOTO psla, BKIIOYAs JICHKEMHUIO, OCTPYIO JIUM(OLUTAPHYIO
JMEHKeMHI0, OCTPYIO TUMQoOIacTHIEeCKyo Neiikemuro, B-kirerounyto mumpomy, T-kieTounyto mumMdomy, ITnM-
(homy X0IHKKIHA, HEXOHKKHHOBCKYIO JTHM(OMY, BOJIOCATO-KICTOUHYIO TuMPomy u mumdpomy bepkurra; remo-
HOATHYECKHUE OITYyXOJIM MHEIOUIHOTO Psilia, BKII0YAs OCTPYIO0 U XPOHHYECKYIO MUEJIOT€HHBIC JISHKeMUH, MHUEIIO-
JHUCIUIACTUYECKUH CHHIPOM U NPOMHENOLUTAPHYIO JISHKEMHUIO; OIMYXOJIH ME3eHXHUMAJIBHOTO MIPOUCXOXKICHHS,
BKIIOYas (UOpocapkoMy M padIOMHOCApKOMY, IJIMOMY U IIBAaHHOMY; APYTHE OIyXOJIH, BKIIOYas MeEJIaHOMY,
CEMUHOMY, TE€PaTOKapLUHOMY, OCTEOCApKOMY, MUTMEHTHYIO CKIEPOAEPMHUIO, KEpaTOKCaHTOMY, (oJUIHKYIISp-
HBII paK MIMTOBUIHOM Kele3bl u capkoMy Karomu.
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BBuny xmoueBoii pomu cdk B peryminmu KieTO4HOH mnpoiHepanyy IPOU3BOAHBIE 3-aMHHOIM-
pasojia TaKke MOTYT HCIIOJB30BAThCA IIPH JICYEHUH PAa3HOOOPA3HBIX HApYIIEHHH KJIETOYHOU IpoiHdepalyy,
TaKUX Kak, HampuMmep, AOOpOKaueCTBEHHAs! TMIEPIUIa3Hs INPEICTaTENbHON JKeJIe3bl, CEMEHHBIN aJeHOMAaTO3-
MOJIMI03, HeHpopHuOpoMarTo3, rcopuas, nposudepanus raaKoMbIILIEUYHbIX KJIETOK COCYI0B, aCCOLMMPOBAHHAS C
aTepocKIIepo3oM, (UOPO3 JIETKUX, APTPUT-TIIOMEPYIOHEPPHUT U IOCIEXUPYPTUIECKHE CTEHO3 M PECTEHO3.

CoenuHeHHsT IO M300pPETEHHIO MOTYT HCIIOJIb30BaThCsl NPH JieueHWW OoJie3HH AublireiiMepa, 4To MOJ-
TBepxkaercs TeM ¢akrom, uro cdk5 BoBneuena B ochopunmupoBanne Tay-oenka (J.Biochem., 117, 741-749,
1995).

CoenuHEHHs 10 JTaHHOMY M300pETeHUIO B KaU4eCTBE MOJIYJISITOPOB aIlolTo3a MOTYT OBITh TaK)Ke HCIOIb30-
BaHBI IPH JICYCHUHU 3J0KaYECTBEHHBIX OMyXOJel, BUPYCHBIX mH(pekumii, npoduiaktuke pazsutus CIINUI y
BUY-nHOUIMpPOBaHHBIX CyOBEKTOB, ayTOMMMYHHBIX 3a00JI€BaHUH U HEHPOICTeHEPATHBHBIX HAPYIIICHHUH.

CoenuHeHHs 10 JTaHHOMY H300pPETEHHIO MOTYT OBITh HCIIOJIB30BAaHBI MIPU WHTHOMPOBAHUM OIyXOJICBOTO
aHTHOTEHE3a U METACTa3UPOBAHUSI.

CoenuHeHHs 10 JaHHOMY H300pPETEHHIO MOTYT TaKXK€ JIEHCTBOBATh B KAUE€CTBE HHIMOUTOPOB APYTUX MPO-
TEUHKWHA3, Hampumep, nporeuHkuHasbl C, her2, rafl, MEKI1, MAP-kuna3el, peuenropa EGF, penentopa
PDGF, penenropa IGF, xunaser P13, kunaser weel, Src, Abl, u Takium 00pazoM ObITh 3PPEKTUBHBIMU NIPH Jieue-
HHH 3200JIeBaHU, aCCOUMMPOBAHHBIX C IPYTUMH MPOTEHH-KHHA3aAMH.

CoenuHeHHs 110 JAaHHOMY M300pPETEHHIO TaK)Ke MOTYT MCIIOIb30BAThCS IIPH JICUCHUH M ITPOPHIAKTUKE HH-
JTYLHPOBAaHHOM pagnoTepanyeil WM XUMHOTEPaHeH aloIeHH.

CoOTBETCTBEHHO, HACTOsIIEe N300pEeTeHnEe OTHOCHUTCS K CIIOco0y JieueHUs] HapyIIeHUH KIETOYHOH Ipo-
mudepanny, acCCOIMAUPOBAHHON ¢ M3MEHEHHON KIIETOYHO-ONIOCPEIOBaHHON KHHA3HOW aKTUBHOCTBIO, ITyTEM BBE-
IEHUS MJICKONUTAIOMEMY, TpU TakoW HEoOXOoIUMOCTH, 3((EKTHBHOIO KONHYECTBA MPOU3BOTHOIO 3-
aMHHOTIHPA30J1a, peacTaBIeHHOTo popmymoii (1)
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R mpencranser coboit C;-Ce-IUKIOAIKHIBHYIO TPYIITY, HEOOS3aTeIbHO 3aMCIICHHYIO JTHHEHHOW WM
pasBeTBieHHON C,-Cg-alKUIbHON UM apUIATKUIBHON IPYIION;

R, nmpexacrasnsier coboli nuHeiny0 K pazBeTBieHHY0 C;-Cg-ankmipHyto, C,-Cy-alKeHWIbHYIO, IIHKIIO-
IKWIBHYIO, IMKJIOAIKEHWIBHYIO0, T'€TePOLUKINYECKYI0, apWIbHYIO, apHIaJKHIbHYIO, apHIKapOOHWIBHYIO,
APWIOKCHANKWIBHYIO W apIIATKCHIIBHYIO TPYIILY, KaXKIast U3 KOTOPBIX HEOOS3aTEIFHO MOXKET OBITh 3aMe-
[EHHOHW JOIOJHHUTEIBHO,

WM ero GpapManeBTHIeCK IPUEMIIEMON COJIH.

B mpeanodTuTesHOM OCYIIECTBICHHH BBIIICOTUCAHHOTO crioco0a HapyIIeHne KIETOYHON Ipoudepariu
BBIOPAHO M3 TPYMIIBL, COCTOSIIEH M3 37I0OKaYECTBEHHBIX OITyXoJiei, Oonme3Hn AublreliMepa, BUPYCHBIX HH(pEK-
L1, ayTOMMMYHHBIX 3200J1€BaHUH 1 HEWPOIereHepaTUBHBIX HapYILIEHUH.

KoHKpeTHBIE THITBI 37I0KaYECTBEHHBIX OIyXOJIeil, KOTOpbIe MOYKHO JIEUUTh, BKJIIOYAIOT KapIIMHOMY, IIJIOC-
KOKJIETOUHYIO KapLIMHOMY, I'€MOIIO3THYECKHE OIyXOJIH MHUEJIOUIHOTO U JIMM(OHIHOTO psijia, OMyXOJId ME3eH-
XMMAJIHOTO TIPOMCXOXKJICHHUS, OIYXOJIH LIEHTPAJIbHOW U Nepru(epuIecKoil HEPBHOH CHCTEMBI, MEJTAHOMY, CEMH-
HOMY, TEPaTOKapIUHOMY, OCTE0CAPKOMY, TMTMEHTHYIO CKJIEPOJIEPMHIO, KEPATOKCAHTOMY, (DOJUTHKYIISIPHBIA paKk
IIMTOBUIHOM kene3sl ¥ capkomy Kanomu.

B nmpyrom mpeamodTHTeNsHOM OCYIIECTBICHHH BBIIICOMICAHHOTO CIoco0a HapylIeHHe KIETOYHOU Ipo-
mudepanuy BEIOPAHO W3 TPYIIIEL, COCTOSIIEH M3 JOOPOKAUYEeCTBEHHOW THIEPIUIA3UN MPEICTaTEIIEHON JKEIe3bl,
CEMEHHOTO aZeHOMAaT03a-IIoNINI03a, HelipodubpoMaTosa, Icoprasa, mpoardepanuy TIaIKOMBIIIEYHBIX KIETOK
COCY/IOB, aCCOLIMMPOBAHHOI ¢ aTrepockiepo3oM, Gudpo3a Jerkux, aprpura-riaoMepysnonedpura U mociexupyp-
THYECKUX CTEHO3a M PECTEHO3A.

Kpowme Toro, crmocod mo n300peTeHNI0 OTHOCUTCS K MHTHOMPOBAHUIO OMYyXOJIEBOIO aHTHOT€HE3a M MeTa-
crazupoBaHus. Crioco0 1o N300pETEHHIO0 TAKIKE MOXKET OTHOCHTHCS K MHTMOMPOBAHUIO KJIETOYHOTO IIMKJIA MIIH
cdk-IMKITUH3aBUCUMOMY HHIHOUPOBAHHUIO.

B noronHeHue K BbIIECKa3aHHOMY, CIIOCO0 IO HACTOSLIEMY M300pPETEHHIO OTHOCUTCS K JICYEHHIO U TIPO-
(unakTHKe MHAYLMPOBAaHHOW pajinoTepanteil 1 XMMUOTepaInei aJloneuy.

Hacrosimiee m3o0perenne Takke OTHOCUTCS K MPOWU3BOJHOMY 3-aMHHONMpa30iia, MpeacTaBIeHHOro (hop-
mymoi (1)
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R mpencraBmser coboii C;-Ce-IUKIOAUIKHIBHYIO TPYIITy, HEOOS3aTeNbHO 3aMEIICHHYIO JHHEHHONW WiH
pas3BeTBiIeHHOHN C;-C4-aTKUITBHONW MIIH apUITAIKIIIEHON TPYIIION;

R, mpencrasnser coboii nmuHelHy0 nin pa3BeTBieHHYI0 Ci-Cg-ankuinpHylo, C,-Cy-aNKeHWIbHYTO, THKIO-
IKWIBHYIO, IMKJIOAIKEHUIbHYIO, T'€TePOLUKINYECKYI0, apWIbHYIO, apHIaJKHIbHYI0, apHIKapOOHWIIBHYIO,
APWIOKCHAIIKWIIBHYIO WIIM apHIIANIKEHWIBHYIO IPYIILY, KaKAas U3 KOTOPBIX HE00s3aTeIbHO MOXKET OBITh JI0MOJI-
HHUTEJILHO 3aMellIeHHa,

WM ero GpapManeBTHIECKH MPUEMIIEMYIO COJIb.

Hacrosimiee n3obperenue Takxke OTHOCUTCS K crioco0aM CHHTE3a MPOU3BOHOTO 3-aMHUHOIKPA30iia, Ipel-
craBieHHoro dopmyioii (I). dapmaneBTHUecKkass KOMIIO3HILMS, COAEpKalias MPOU3BOJHOE 3-aMUHOIMPA30JIa,
npencrasiaernoe hopmynoi (1), Takke OTHOCHTCS K HACTOSIIEMY H300pETEHHIO.

Hacrosiniee n300peTeHe Tak)Ke OTHOCUTCS K COCIUHEHHIO, KOTOPOE MOXET HCIIOJIb30BAThCS B CHHTE3E
MIPOM3BOIHOTO 3-aMHHONIHMPa30Ja, peacraBieHHoro hopmynoi (1), kotopoe npencrasineHo dpopmynoii (V)
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rae R mpencraBmser co6oit C;-Ce-IMKIOATKIIIBHYIO TPYIITy, HE0OS3aTeNbHO 3aMeIIeHHYI0 THHEHHOW MITH pas-
BeTBIIeHHOU C,-Cy-alKMIBHOM TPYTIITOH.

bonee nonHas oreHKa H300pETEHUS U €T0 MHOTHX CONMYTCTBYIOLIMX MPEHMYIIECTB OyIeT BOZMOXKHA U I10-
HATHA U3 CJIEIYIOIIETO MOAPOOHOTO ONMCAHHS.

IonpoOHoe onncanune n300peTeHUs!

Hexotopble npon3BoAHbIE 3-aMHHONMPA30Jia U3BECTHBI B KaUeCTBE MECTHLHIO0B, TepONINAOB WIN aXe B
Ka4Y€CTBE TCPAINICBTUYCCKUX CPEACTB. Cpem/l HUX IpUMEpaMH CIIYKaT reTepoapuInnupasoibl, aKTUBHBIC B Kadec-
cTBe MHrHOUTOPOB KuHa3bl p38 (WO 98/52941, G.D. Searle and Co.), u apyrue 3-aMUHONHPA30JIbI, KOTOPHIC
uHrubupyrot nporennkunassl (WO 96/14843, COR Therapeutics, Inc.).

Kak Jjierko nmoHsTh, MMpa3oiibl ¢ HE3aMEIICHHBIM a30TOM KOJIbIIa B COEIMHEHUSAX IO M300pETeHnIo B pac-
TBOpE, KaK U3BECTHO, OBICTPO JOCTUTAIOT PABHOBECHS B BHJIE CMeceil 000MX TayTOMEpOB:
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COOTBETCTBEHHO, B HACTOSIIEM HM300pETEeHWH, TA€ TOJBKO OAMH TayToMep O00O3HaueH ISl COeJAMHEHUM
dopmyast (1), npyroi, (Ia), Takke BXOAUT B 00BEM HACTOSIIETO U300PETCHUS, €CIIM HHOE HE 0COOBIM 00pa3oM
OTMEUCHO.

Yrorpebnsambiii 31ech TepMuH «C3-Co-IUKITOATKIIY, €CIM HE YKa3aHO MHAue, BKIIIOYAET IMKJIOMPOIIHII,
UUKJIOOYTHII, [UKIOMEHTHI M IIMKJIOT€KCHII; TAKKE MPEANONaraeTcs, YT0 TEPMUH «IHUKIIOATKHUI» OXBATHIBAET
UKJIOATKHJIBHBIE TPYIIITbI, HATIPUMED, UMEIOIero 10 10 yriaepoaHbIX aTOMOB, HAPUMED, TPYIINY aJaMaHTaHa.

YHoTpeOismMblil 37€Ch TEPMUH «IMKJIOAIKEHHUI», €CIM HE YKa3aHO WHA4e, BKIIIOYACT BBINICYKAa3aHHbIC
UKJIOATKHIBHBIE KOJIbLIA, T/IE 10 KpallHel Mepe O[(Ha CBsI3b YIIepOA-yIiepo/l, 00pasyolias yKa3aHHOe KOJIbIIO,
SIBJIIETCS JBOMHOM CBSA3bIO.

YHoTpeOsiMblil 31IeCh TEPMHUH «AIIKWID), €CIM HE yKa3aHO WHa4e, BKIIOYAET JIMHEHHbIC W Pa3BETBIICH-
Hble C,-Cg-aJIKUIIbHBIE TPYIIBI, KaK, HAIIPUMEP, METHII, 3THJI, H-TIPOIHJI, U30MPOIHII, H-OYTHII, U300y THII, BTOP-
OyTHJI, TPETUYHBIN OYTHII, H-IEHTWJI, H-TEKCHJI U TOMY I10JJOOHOE.

Ynotpebusimblii 3nech TepMUH «C,-Cy-alIkeHHIT», €CIIM HE YKa3aHO MHaye, BKJIIOYAET IPYIIy, BEIOPAaHHYIO
W3 BUHWJIA, aJUTAIIA, |-TIPOTIeHIIIa, U30TPOTIeHIIa, 1-0yTeHma, 2-0yTeHmia, 3-0yTeHnIa U TOMy oJ00HOe.

TepMuH «apuiD» BKIHOYAET MOHO-, OU- WM TOJUKAPOOIMKIMYECKUAE WM T€TEPOLUKINYECKHE YIIIEBOIO-
poabl, conaeprkainue ot 1 0 4 KOJBIEBBIX TPYIIIL, IJI€ 0 KpaiHei Mepe OJHO U3 KOJIEI SIBJSIETCS] apoMaTHye-
CKUM, KOHJICHCUPOBAHHBIX HIIH CBSI3aHHBIX JPYT C APYTOM MPOCTHIMHU CBSI3siMH. Tak, 3TH IPyIIbl MOT'YT HACYH-
THIBaTh OT 5 10 20 aToMoB yraepona. [IpeanoururensHo oT 6 10 20 aTOMOB yrieposa.

[MpumepaMu apuiIbHBIX TPYII, B YACTHOCTH, CIyXaT (enun, oupennn, - u B-anadui, auruapoHadru,
THeHWN, OeH30THeHW, (ypil, n300eH30(ypaHmI, IUTHAPOOCH30(ypaHHI, XPOMEHHI, KCAHTECHIII, TTHPPOIIHI,
UMHIA30JIMIT, TUPA30JIAIL, THA3OIII, H30THAZOIMIII, OKCA30JIMII, H30KCA30MJI, TUPUANI, THPA3HUHUII, TUPUMU/IU-
HIJI, TUPUAA3UHII, WHIOJII, M30MHAONWII, ITYPUHII, XMHOJIMII, N30XHHOIMII, TUTUIPOXUHOIMHII, XMHOKCAIIHU-
HIJI, OCH30MOKCOJIWII, UHIAHWI, WHIeHWN, (iayopenun, ounukino[4.2.0Jokra-1,3,5-Tprenun, andenso[b,d]dy-
paHWUI, XPOMaHIJI, XPOMEHIII, TPHA30JIMIL, TeTPazoyIi, TeTpaszon|l,5-b]mupraasuani, 6€H30INOKCHHII H TOMY
nogoOHoe.

TepMHH «reTepolMKII», BKIIOYAIONIHMH, CIeI0BaTEIbHO, FeTepOapOMaTHYECKUE KOJIbI[A, TAK)KE OTHOCHUTCS
K apuJIbHBIM I'pyIinaM, COACpKalluM OT 3 pa(e] 6-‘-IJ'IeHHI)IX HACBIIICHHBIX WJIM HCHACHBIIIICHHBIX Kap6OL[I/lKIlOB, rac
OJIMH WJIM HECKOJBbKO aTOMOB YIJIepO/ia 3aMEHEHbBI OJIHUM HJIM HECKOJbKHMHU aTOMAaMH, BEIODAHHBIMHU U3 a30Ta,
KHCIIOpoJa U cepbl. [IpuMepaMu HACHIIEHHBIX MIIM YaCTUYHO HEHACHIICHHBIX T€TEPOIUKIIOB CITyKaT, B 4aCTHO-
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CTH, a3€THIWH, IUPaH, MUPPOJIUANH, THPPOINH, UMUAA30IUINH, UIMUIA30I1H, Turuapodypas, Terparunpody-
paH, Turuaponuppo, 1,3-1Mokcomnan, munepuanH, MopgoiuH U ToMy NOZ00HOE.

CornacHO BbIIICYKa3aHHBIM 3HAYEHUSIM 3aMECTHUTENEH U KPOME CIIEHHATIBHO ONPENEICHHBIX MO-IAPyroMy
cily4aes, JI00asi U3 BbIIIEyKa3aHHBIX Ipynn R; MoxkeT ObITh HE0Os3aTeIbHO 3aMELICHHOM 110 JI000My U3 CBO-
OOHBIX MOJIOKEHUH OJHOM MM HECKOJIBKUMHM IPYIIaMHU, B YaCTHOCTH, OT 1 10 6 rpynmamu, He3aBUCHUMO JpPYyT
OT Jipyra BBIOPaHHBIMH H3: TaJloreHa, HUTpo-, okcorpymnn (C=0), uuaHo, ankuia, nephTopupoBaHHOTO AJIKUIIA,
THIPOKCHAIIKWIIA, apyJia, apHIIalIKWIIA, TeTePOLMKIINIA, IMKIOATKIIIA, THIPOKCH, aJIKOKCH, EpPTOPUPOBAHHOTO
QIKOKCH, apHIIOKCH, F€TEPOLMKINIOKCH, METHIICHOKCH, aJIKWIIKapOOHHMIIOKCH, apuiIKapOOHMIIOKCH, KapOoKcH,
AIKOKCHKapOOHMIIa, apHUIIOKCHKapOOHMIIA, IUKIOAJIKIJIOKCUKapOOHMIa, aMUHO, YPEUI0, AIKWIAMHHO, AUAJIKU-
JaMUHO, apWIAMHHO, IHapHIaMUHO, (DOPMHUIAMHUHO, AJIKWIKApOOHMIAMUHO, apHIKapOOHWIAMHHO, TE€TEPOINK-
JTUIKapOOHMIAMHIHO, aJIKOKCHKapOOHMIAMHHO, aIKOKCHMMUHO, JIKWICYIb()OHUIAMUHO, apHiICyIb()OHMIAMH-
HO, (QopMmiIa, aIKWIKapOOHM/IA, apUIKApOOHMIA, IMKIOAJKWIKAPOOHMIA, TeTCPOIUKIMIKAPOOHNUIA, aMHUHO-
KapOOHWIA, ANKWIAMHHOKAapOOHMIIA, THAIKWIAMIHOKApOOHMWIIA, alKWICYJIb(pOHMWIA, apuICyJIb(pOHIIA, aMHHO-
CyJb(OHMIIA, ATKIIIAMHHOCYIB(GOHIIIA, THATKHIAMUIHOCYIb(OHIIIA, APUITHO M AJIKHIITHO.

B cBoro oyepelb, BCSIKHMIH pa3, Korjga 3To YMECTHO, Ka)KZlbIﬁ M3 BBINICYKA3aHHBIX BO3MOKHBIX 3aMCCTUTEC-
JIEH MOXET 6bIT]) JOIIOJIHUTCJIbBHO 3aMCILCH O[lHOﬁ WM HECKOJIbKMMU BBIIICYKA3aHHBIX T'PYIIIIL. CO@I[I/IHCHI/ISI
dopmyast (1), rne ganHas rpynmna R; 3amerieHa OJHUM WM HECKOJBKUMH BBIIICYKA3aHHBIME 3aMECTHTCIISIMH,
KOTOpBIE, B CBOIO OUEPEb, SBISIOTCS HEOOS3aTEIFHO 3aMEIIEHHBIMU JIONIOIHUTENBHO, KaK yKa3aHO BhIIIE, IIPHU-
BEJ/ICHBI HUKE.

B xauectBe mnpumepa coenuneHne N-(3-muxnornponwi-1H-mmpazon-5-mn)-2-[2,2-mudrop-3-(3-drop-
(heHmm)UKITOTIPOTTII |arieTaMu TipencTaBieHo (opmymoit (I), rae R, mpexacrasmser coboii coboit ankmn (Ha-
IpUMEp, METWIT), T/I€ aJKWJI 3aMEIeH IUKIOAIKIIOM (HalpuMep, LUKIONPOIHIOM), TAE UKIOAIKAI B CBOIO
ouepelh 3aMeMIeH JIBYMs aTOMaMU rayioreHa (Hampumep, (hropa) U apiiIbHON rpynmoi (Hanpumep, GpeHuiom),
T/Ie apuiIbHAs TPYIIa 3aMelIeHa aTOMOM rajioreHa (Hampumep, hropa).

B onpenenenusx 3amectuTenel, KpoMe 0003HAUEHHBIX TTO-APYTOMY CIIy4aeB, TEPMHH «TaJlOT€H» BKIOYa-
eT ¢rop, XJ0p, OpoM M Hox; TepMHH «IIepPOPHPOBAHHAS AIKHIbHAS M aJIKOKCUIPYIIIIa» BKIIOYACT aNKWIBHYIO
WM aJIKOKCUTPYIIITY, ajiee 3aMEIeHHYI0 OoJiee YeM OJJHUM aToMOM ()Topa, TaKylo Kak, Harnpumep, TpudTopme-
THII, TPUPTOPMETOKCH ¥ TOMY HOAOOHOE.

Taroke J11000# U3 TEPMHHOB, TAKHX KakK, HAIPUMEP, aJIKWITHO, AIKWIAMHHO, THAJIKHIAMUHO, aJIKOKCUKap-
OOHMII, AJIKOKCUKapOOHWIAMHHO, Te€TEPOLMKIMIKApOOHMII, TeTepOUNKIMIKapOOHWIAMUHO, [UKIOAJIKOKCHUKAp-
00oHMII, U TOMY IOZO0OHOE, BKIIIOYACT IPYIbI, ¢ (parMeHThl iKW, AIKOKCH, apiil, IUKIOAJIKII U TeTepo-
LUKJTAT SIBIISTEOTCSL TAKUMH 7K€, KaK YKa3aHO BBIIIIE.

dapmareBTHIEeCKH pUEeMIIEMBIE CON coenuHeHni (popmysl (1) BKIFOUaroT comm qo0aBIIeHNs KUCIIOT He-
OPTaHWYECKNX WM OPTaHMYECKHX KHCIOT, HampUMeEp, a30THOH, XIJIOPHCTO-BOIOPOAHOH, OPOMOBOIOPOAHOH,
CepHOI1, epXJIopHOii, (HochOpHOM, YKCYCHOI, TPU(PTOPYKCYCHOI, MPOIMUOHOBOM, TIIMKOJIEBOM, MOJIIOYHOM, I11a-
BEJIEBOM, MAJIOHOBOM, SIOJIOYHOW, MAJICMHOBOW, SIHTAPHOW, JIMMOHHOW, OCH30HWHOW, KOPHUYHOW, MHUHIAIHHOM,
METaHU30CYNb()OHOBOM, U33THOHOBON U CATMLIMIIOBOM KHCIOTHI, TAK)XE KaK COJIM HEOPTaHWYECKUX U OpraHuye-
CKUX OCHOBaHWH1, HaIIpUMeEp, MIEIOYHBIX U HIEIOYHO-3eMENIbHBIX METAUIOB, 0COOCHHO THAPOKCHIIOB KapOOHATOB
u 61/IKap6OHaTOB HaTpusa, KaJiusda, KaJblUsd U Mardus, alluKIMYCCKUX WU HUKIUYCCKHUX aMHUHOB, IMPEANOYTH-
TCJIbHO METWJIaMHHA, 39TUJIaMWHA, TU3TUIIaMHWHA, TPUSTUIaMHUHA WK MUIICpUIUHA.

Coenunenust popmynsl (I) Moryr obnazaTh aCCUMETPUYHBIMU YIIIEPOIHBIMA aTOMaMH U TIO3TOMY MOTYT
CYIIECTBOBATh KaK palleMHYEeCKIe CMECH MM KaK MHIMBUAYaJIbHbIE ONTHYECKHUE H30MEPBI.

Takum 00pa3zoM, IPUMEHEHUE B KAUeCTBE IPOTHBOOMYXOJIEBBIX CPEACTB BCEX BO3MOKHBIX M30MEPOB M HX
cMecell W KaK MeTaDOIHUTOB, Tak W (papMalleBTUUECKH MPUEMIIEMBIX OHOIIOTUYECKUX IPEANICCTBEHHUKOB (I0-
JIPYTOMy YIIOMHHAEMBIX KaK IPOJICKapCTBEHHBIE cpeIcTBa) coenuHeHnid Gpopmyisl (1) Taxke HAXOAUTCS B paM-
Kax HACTOAIIETO N300peTEeHUsI.

[MpeanoururensubiMu coenuneHusMu Gopmysl (1) siBisirorest Takue, rae R npepcrasisier co0oi 1MKIO-
aNKWIBHYIO TpymiTy, U Ry mpeacrasisiet coboit C-Cy-akui, TUKIOANKIII, apiil, apUIIAIKII, S- WIN 6-4ICHHYIO
TETEPOLUKINYECKYI0 WM T'€TePOLUKIOATKIIBHYIO TPYIMITy, KOTOPbIE MOTYT OBITh HEOOs3aTEIbHO MONOJIHH-
TCIBbHO 3aMCIICHHBIMHU, KaK OITMCAHO BBIIIIC.

Jlaxxe Oosiee MpearnoYTHTENFHBIMA COSAMHEHUSIMH, TpesicTaBiIeHHbIME (opmynoii (1) , siBistiroTcst Takue,
rre R mpencrasisier co0oi NMKIOANKMIBHYIO rpynmy, 1 Ry npencrasisier coboit Ci-Cy-ankun, enun, dhenn-
Jankwi, QeHuankeHun, oupenun, oupeHumTankmwi, o- uwin B-Hadtui, O- win P-HadTHIANKAI, TUPHIMI, THE-
HWJI, THCHWJIAJIKWII, H30KCAa30JII, N30KCA30IMIAIKHI, THUPAa30IIII, TTHPA30JIMIIANIKIIL, (QYPUII, THA30JIHII, THA30-
JIMJIAJIKKIL, TTAPPOJIAIL, TUTHIPOTIMPPOIIII, HHIOIWII, HHAOIWIAIKII, OEH30THEHIII, OEH30THEHWIAIKII, (Iryo-
PEHIITAIKWIT, TUPUMHUANHHAIAIKHI, XHHOKCATMHII ¥ IUKJIOTIPOTIHIL.

Onnako, 6oiee MPeOIOYTUTENFHBIMI BHYTPH Kiacca sSBIIOTCs coenuHeHus gopmynsr (1), roe R mpen-
CTaBJIsIET cOOOH IMKIOMPOIIHIL.

[Tpumeps! MPeAOYTUTENBHBIX COSANHEHUH 110 N300PETEHUI0, KOTOPbIe MOTYT HaXOJuThCs B (opme dap-
MaleBTHYECKN PHUEMIIEMBIX COJIEH, HAIIpUMep, THAPOOPOMHUIOB HIIH THAPOXJIOPHIOB, BKIIOYAOT CIEAYIOIIHUE:

1. N-(5-uuxaonponmi- 1 H-nupazon-3-mn)-2,2-nueHuane TaMu,

2. N-(3-uukinonponmi- 1 H-nupason-5-mn)-2-(4-HuTpodeHnn)are TaMu,
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3. N-(3-mmukmonponui- 1 H-mupa3on-5-wmn)-4-meTokcnbeH3aMu 1;

4. N-(3-ukmonponmi- 1 H-nmupazon-5-mi)-2-(3-MeTokcudeHmI )are TaMu I,

5. N-(3-tuknonponui- 1 H-mupason-5-mn)-2-[4-(aumeTriaMuHO ) e HIII |alie TaM U,
6. N-(3-uxnonponui- 1 H-mupazon-5-uin)- 1 -peHuIuKIonponankapOoKcaMu/I;

7. 2-(1,3-6en30auokcomn-6-mi)-N-(3-uuknonponui- | H-nupazon-5-ni)aneramun,
8. N-(3-uuxnonponui- 1 H-mupa3zon-5-uin)-2-(4-metokcudeHus)ateraMmus;

9. N-(3-nuxnonponui- 1 H-mpazon-5-nn)-2-penunmnponanamun;

10.

11
12
13
14
15
16

41

44

47
48
49
50
51

N-(3-muxsonponwi- 1 H-mmupazon-5-nm)-2-(3,4-muMeTokCudeH T )ale TaMu ;

. N-(3-umknonponui- 1 H-iupazosn-5-un)-2-(1 H-ungon-3-nin)aneramun;

. N-(3-uuxonpormi- 1 H-mupason-5-nm)-2-(5-meroken- | H-uanon-3-mi)aneramuz;

. N-(3-uuxionponmi- 1 H-mupazon-5-nm)-2-(1-metun- 1 H-uagon-3-mr)aneramuz;

. 2-(5-xnop-1-6en3otnoden-3-wmn)-N-(3-nuknonponui- | H-mupazon-5-m)anetamu;
. 2-(1-6en3otroden-3-mn)-N-(3-muxmonponui- 1 H-upaszon-5-wi)aneramun;,

. N-(3-mmuknonponuin- 1 H-irpa3o-5-wmi)-3-IuKI0meH THIITPOTTaHaMUI;

17.
18.
19.
20.
21.
22.
23.
24,
25.
26.
27.
28.
29.
30.
31.
32.
33.
34.
35.
36.
37.
38.
39.
40.

2-(4-xnopdennn)-N-(3-urnonponui- 1 H-mupasosn-5-uin)amneramu/i;

N-(3-uuxnonpornui- 1 H-nupa3zon-5-min)-4-okco-4-peHnnoyranamu;

N-(3-uuknonponui- 1 H-nupazon-5-un)-2-(2,3-quruapo- 1 H-ungen-5-un)aneramu;
3-(2-xnopdenoxcmin)-N-(3-nuknonpornwi- 1 H-mupa3zon-5-um)nponanaMu;
N-(3-mmxronpornwi- | H-rirpa3on-5-wm)-2-0kco-2 - eHumane TaMmu/I;

N-(3-nuxonponui- 1 H-nmpazon-5-nm)-2-(4-meTundenun)aneramu;
2-[1,1'-6udennn]-4-un-N-(3-mukmonpomnmi- | H-mupazon-5-wi)aneramu;
N-(3-mmuxmonporn- | H-rirpa3zon-5-wmi)-2-(3-xmoppeHnn)areraMu;

N-(3-muxronporvn- | H-tupa3zon-5-mm)-2-( 1 -nad i )aneramuz;

N-(3-muxronponui- 1 H-iupa3zon-5-mn)-2-(2-hropdennn)aneraMmur,

N-(3-mukmonpornui- 1 H-rimpa3zon-5-wmn)-2-(2-xmopdeHnn)are raMu;

N-(3-muxonponui- 1 H-iupazon-5-wmn)-2-(4-hropdenunn)aneramur,

N-(3-uuxnonpornui- 1 H-nupa3zon-5-un)-2-(4-tpudropme i eHu )ae TaMuma;
N-(3-uuknonpornui- 1 H-nupaz3o-5-mi)-2-MeTokcH-2-heHmiane raMu;
N-(3-uuknonpomnui- 1 H-upa3omn-5-um)-3-okco- 1 -uH1aHKapOOKCaMUT;
N-(3-muxonponwui- 1 H-nmpazon-5-nn)-2-(3-TueHnin)aneraMu;

N-(3-mmxronpornwi- | H-rimpa3zon-5-wn) ounwmkino[4.2.0]Jokra-1,3,5-TpueH-7-kapObokcaMu;
N-(3-mmuxmonporin- | H-impa3zon-5-wmi)-4-hermn-3-0yrenamu;
4-[(4-xmopdernm)cynbhoru |-N-(5-mmkmonpormin- | H-rmpazon-3-wmm)-3-mMeTm-2-Trod eHKapOOKCaMuT,
5-[(4-xnopdennn)cynbhonmm|-N-(S-muxnonponri- | H-mipazon-3-w)-3-Metni-2-tnodheHkapOoKcaMu T,
N-(5-muxonponwi- 1 H-nmupa3zon-3-nn)-4-penokcudenzamMu;
4-6pom-N-(5-mukmonponui- 1 H-upazon-3-mn)oen3amu;

N-(5-muxnonponwi- 1 H-nupazon-3-nin)-3,5-6uc(tpudropmernin)oeH3aMu I,
N-(5-umknonponui- 1 H-nupazon-3-un)-3,3-1uMeTHiioy raHaMu I,

. N-(5-uuxsionponui- 1 H-nupason-3-mn)-4-nondeH3amu I,
42.
43,
. N-(5-muxnonponmn- 1 H-upason-3-mn)- 1,3-0eH301n0KcoI-5-kapOokcaMuI,
45.
46.

N-(5-uuxnonpornui- 1 H-nupazon-3-nn)-1-Hadramu;
N-(5-mmuxronporwi- | H-impa3zon-3-wm)-3-nuaHoO0eH3aMu I,

3-(2-xnopdenun)-N-(5-uuknonporui- 1 H-nupason-3-wmi)-2-nponeHamu
2,5-muxaop-N-(5-uukinonponmi- | H-mupason-3-mm)-3-tnodeHkapOooxcamu;

. N-(5-uuxnonponmi- 1 H-upason-3-mm)-2-(ponwicy b OHIT ) HUKO THHAMUT,

. N-(5-muxnonponmi- 1 H-mupason-3-nm)-2,2,5,7-TerpameTii- | -okco-4-nHIaHKapOOKCAMUT;
. N-(5-uuxsonponmi- 1 H-nupazosn-3-mn)-2-nupuanHKkapOoKcaMuI,

. N-(5-uukonpornmi- 1 H-nupazon-3-mn)-2-anamaHTaHKapOOKCaMuI,

. N-(5-tmuxnonponun- 1 H-iupazon-3-mn)-4-meTrunoeH3aMu;

52.
53.
54.
55.
56.
57.
S8.
59.
60.
61.
62.
63.
64.

N-(5-umknonpomnui- 1 H-upazon-3-un)-2,3,4,5,6-nenrapropOeH3amMu I,
N-(5-umknonponui- 1 H-nupazosn-3-wi)-2-heHunaneraMmu;
N-(5-nuxonponmi- 1 H-nmpazon-3-m)-nukioneHTaHKapOOKCaMuI;
N-(5-nuxmnonponui- 1 H-nmpazon-3-ni)-2-(2-TueHnin)aneraMun;
N-(5-muxnonponui- 1 H-mpazon-3-nm)-3,5-quxnopoenzamu;
2-x1op-N-(5-mmxonpornwi- | H-rirpa3on-3-w1)-6-Me THITN30HUKOTHHAMIT;
N-(5-mmuxronporin- | H-rirpa3on-3-wn)-5-n30Kkca3oaKapOoKcaMu I,
2,4-muxaop-N-(5-uuknonponmi- 1 H-mmpason-3-mm)-5-propoer3amun;
N-(5-muxmonpornun- 1 H-iupa3zon-3-wmn)-2,4-qudropOeH3amMu I,
N-(5-muxonponwi- | H-nupa3zon-3-nmn)-2-xnopOeH3aMu
N-(5-muxnonponwi- | H-nupa3zon-3-nn)-2,4-nuxnopOeH3aMu/;
N-(5-umknonpomnui- 1 H-upa3zon-3-un)-2,6-quxnopoeH3aMuI;
N-(5-umknonponui- 1 H-riupa3oi-3-mi)-2-MeTOKCHOSH3aMU I,
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65.
66.
67.
68.
69.
70.
71.
72.
73.
74
75
76
77
78
79.
80
81.
82.
83.
84.
85.
86.
87.
88.
89.
90.
91.
92.
93.
94.
95.
96.
97.
98.
99.

100.
101.
102.
103.
104.
105.
106.
107.

108
109
110
111
112
113

114.
115.
116.
117.
118.
119.
120.
121.
122.
123.
124.
125.
126.
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N-(5-muknonponwi- | H-nupa3zon-3-ni)-2-mMeTundeH3aMu/;
N-(5-tukmonpornui- 1 H-timpa3zon-3-wmwn)-3-dpropdenszamu;
N-(5-muxnonponwi- 1 H-nmupa3zon-3-nn)-3-xnopOeHzamu;
N-(5-umknonponui- 1 H-nupazo-3-ui)-3,5-auMeTokcnbeH3aMuI;
N-(5-umknonpomnui- 1 H-nupazon-3-ui)-3-metrndeH3amu;
N-(5-uuxnonpornui- 1 H-nupa3zon-3-mn)-4-dpropdenzamu;
N-(5-muxonponui- 1 H-nmpazon-3-nn)-4-tpudropmeTnnoeH3amMu;
metni-4-[ (5-unknonponui- 1 H-nupason-3-umn)amuno|-4-okcodyTaHoart;
N-(5-muxsonponmni- 1 H-nmpazon-3-m)-nukionponankapooKcaMu;

. N-(5-uuxnonponmin- 1 H-upason-3-mn)-4-nnanoOeH3aMu I,

. N-(5-uuxnonponmi- 1 H-mupazon-3-mn)-2-Hadramu;

. N-(5-mmuxnonpornuin- 1 H-iupazon-3-wmn)-2-tnodenkapOokcamu

. N-(5-mmuxnonpornun- 1 H-impazo-3-mi)-2 -XuHOKCaTMHKapOOKCaMU I,
. N-(5-mmuxnonpormun- 1 H-iupazon-3-wmn)-3,4-qudTopoeH3amMu

N-(5-umknonpomnui- 1 H-nupazon-3-wn)-3,5-audropoenzamun;

. N-(5-uuksionponui- 1 H-nupazon-3-mn)-2-(2,5-muMe TokCu(eHMIT )alle TAMU T,

N-(5-umknonponui- 1 H-riupa3o-3-mi)-2-3ToKCHOeH3aMu I

N-(5-tmxronporwi- | H-ripa3zon-3-wm)-3,4-muMe TokcCnOeH3aM T

N-(5-nuxnonponui- 1 H-nmpazon-3-nn)-2-pennnOyranamu;

N-(5-nuxnonponui- 1 H-mpazon-3-nn)-4-(tpud ropmerokcu)oeH3amMu ;
3-xmopo-N-(5-muknonponmi- | H-mupazon-3-mn)- 1 -6en3otnoden-2-kapookcaMu;
2-(4-xnopdenokcu)-N-(5-muxnonpornmi- | H-mupazon-3 -1 HUKOTHHAMU,
3-xmop-N-(5-mmuxnonpornui- | H-mupazon-3-un)-2-tnodeHKapOoKcaMu;

N-(3-nuxnonponwi- | H-nmupa3zon-5-nn)aneramu,

N-(3-muxnonponwi- | H-nmupa3zon-5-nia)0eH3aMu;

4-xn0p-N-(3-uuknonponwi- | H-nmupazon-5-nn)oeH3zamu;

N-(3-nuxnonpornui- 1 H-nupa3zon-5-min)-1-6en3otnopen-2-kapOookcamu;

N-(3-uuxnonpornui- 1 H-nupazon-5-mn)-[ 1,1'-6udennn]-4-kapboxcamu;

N-(3-uuxnonpornui- 1 H-nupa3zon-5-uin)-3-¢dennnnponanamMui;

metmi-4- {[(3-uuknonpomnui- 1 H-nupasosn-5-wmm)amuHo [kapOoHM | OeH30aT;
4-{[(3-uuxonponmi- 1 H-nupazon-5-nin) aMmuHO [KapOOHMI } OEH30HHYIO KHCIIOTY;
N-(3-muxronporvi- | H-tmpa3zon-5-mim)-3-6pombeH3amu;

N-(3-mmuxronporvn- | H-tmpazon-5-mim)-3,4- muxaopOeH3amuT;

N-(3-muxronporvi- | H-impa3zon-5-mim)-2-6pombeH3amu;

N-(3-muxnonponwi- | H-nupa3zon-5-ni)-3-MeTokCHOeH3aMu T,

N-(3-muxonpornui- 1 H-impa3zoi-5-wmwn)-3-rpudropMe TiiiOeH3aMI I,
4-6ytokcu-N-(3-nukinonponui- | H-mupason-5-nm)6enzamun;

N-(3-uumknonpomnui- 1 H-nupazo-5-ui)- 1 H-unmomn-2-kapookcamu i,

N-(3-uuknonpomnui- 1 H-upazon-5-un)-2-[5-(2,6-nudTopoeH3m)-2-MeTokcupeHm |arie TaM i I
N'-(3-nuxnonpormu- 1 H-nupazon-5-ui) Tepedramamu;

N-(5-muxsonponnin- 1 H-rmpazon-3-nm)-4-(3,3-mumetunoOyranonn)- | H-nupposn-2-kapboxcamu;
N-(5-muxsonponi- 1 H-rmupazon-3-nm)-4-(mkinonponunkapoonmn)- | H-nmuppon-2-kapOokcamu
N-(5-muxonponni- 1 H-rmmupazon-3-nmn)-4-(2-tuerannkapOoonmn)- | H-nuppon-2-xapbokcamu;

. N-(5-uuxnonpormin- 1 H-nupason-3-mm)-4-(2-metmndensomn)- | H-muppon-2-kapbokcamu;

. 4-(1-6en3otueH-2-mnkapOooHmI)-N-(S-mmuknonpomnui- | H-nupa3zon-3-un)- | H-muppon-2-kapboxcamu;
. 2-[(4-aneTmmamuHO ) penmn|-N-(5-ukmonpomni- | H-nupa3zon-3-wmn)aneramMun;

. 4-6poMo-N-(5-iuknonentui- | H-nupason-3-um)oenzamu;

. 4-6poMo-N-(5-ttuknorekcun- 1 H-upaso:n-3-wmm)oen3amu;

. N-[5-(2-6en3mmuknonporni)- | H-upazon-3-wun]-4-6pombenzamu;
4-6pomo-N-(5-1ukiio0y - 1 H-nupasosn-3-win)oeH3amu;

N-(5-uumknonpomnui- 1 H-upazon-3-un)-2,4-1uMe TOKCHOCH3aMHU T,

N-(5-muxsonponi- 1 H-rmmupazon-3-nm)-4-(3-merundenzomn)- | H-nupposn-2-kapbokcamu;
N-(5-muxsonponmi- 1 H-nmupazon-3-nm)-4-(3-merunoyranown)- | H-nupposn-2-kapbokcamu;
N-(5-muxonponni- 1 H-rmpazon-3-nn)-4-(3-gpropdensown)- 1 H-nmuppoin-2-kapookcamu;
N-(5-muxonporin- | H-impazon-3-wm)-4-(2-¢propdenzomn)- | H-nmuppoin-2-kapbokcamun;
4-(mmukroneHTIKapooHmn )-N-(5-uukinonponmi- | H-mupason-3-mn)- 1 H-muppon-2-xap6okcamu;
N-(5-muxonporin- | H-impa3zon-3-w)-4-nearanon- | H-muppos-2-kapbokcamu;
4-(3-xnopo6enzoun)-N-(5-muknonponui- | H-mupazon-3-wmn)- 1 H-muppon-2-kapookcamu i,
N-(5-muxmonpornwi- 1 H-impa3zon-3-wn)-4-(dbenunnamern)- | H-nuppos-2-kapookcamu;
N-(5-tukmonpornui- 1 H-timpa3zon-3-wn)-4-[ (4-propdenwn)anerwi |- | H-mupposi-2-kapOookcamu ;
4-0ytupun-N-(5-nukinonponui- | H-nupazosn-3-wi)- 1 H-upposn-2-kapbokcamu;
N-(5-nuxnonponui- 1 H-nupazon-3-un)-4-(4-propoenszomn)- 1 H-nupposn-2-xapOokcamu;
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127. 2-(4-6pombennn)-N-(5-uukiaonpornui- | H-nupason-3-mi)aneramu;

128. N-(5-uuknonponmi- 1 H-mupazon-3-wm)-2-[4-(1 -nmuppoauauam ) peHII |arie TAMHIT;

129. (2S)-N-(5-muknonpormin- 1 H-mupazon-3-wmn)-2-(2-Had Trin) mponaHaMu I,

130. N-(5-muknonponui- 1 H-mupason-3-um)-2-[4'-(rumpoxcumerin)-[ 1, 1'-6uderun]-4-mn]aneramu;

131. 3-tper-0yTun-N-(5-uuxsonporwi- | H-mupasosn-3-u)- 1 -(2-tueHmnkapoonw )- | H-mmupason-5-kapOokcamu

132. N-(3-{[(3-umxmonpormui- 1 H-nupa3o:1-3-mia)aMuHo |kapOOHHUIT } -2-THEHMI )-2-THOHEHKApOOKCAMHUT;

133. N-(5-muxnonpornmin- 1 H-nupa3zon-3-mn)-5-(MetuncynbhoHun)-2-TnodeHKkapOooKcaMu;

134. N-(5-muxnonponui- 1 H-nmupa3zon-3-min)-2-okco-4-¢pennn-3-0yreHamu;

135. N-(5-muxnonponmi- 1 H-nupazon-3-nm)-2-[4-(3-tuenwn) henni |aneraMu;

136. N-(5-tmknonpornun- 1 H-nupason-3-um)-2-(4'-¢rop-[ 1, 1'-6udennn]-4-un)aneramu;

137. N-(5-mmuxnonpormi- | H-mupazon-3-mn)-2,4- numeti-5-denwnn- | H-nuppon-3-kapbokcamu;

138. N-(5-mmxsonponn- 1 H-upazon-3-mm)-2,5-amumetin- 1 -(2-tnennnmetn))- | H-mappon-3-kapOokcamu

139. N-(5-uuxnonponui- 1 H-nupazon-3-un)-2-metun-5-penun-3-pypamu;

140. N-{2-[(5-umxnonponwi- 1 H-nmupa3oin-3-mim)aMrHO |-2-0KCOITHI | OeH3aMUI,;

141. N-(5-uuxnonpornui- 1 H-nupa3zon-3-wn)-2-(2-HadTrn)aneramMu;

142. 5-xnop-N-(5-uuknonpomnui- 1 H-mupa3zomn-3-un)-2-truodheHKapOoKcaMu I,

143. 4'-{2-[(5-umxnonpomui-1 H-mupason-3-mn)amuso]-2-okcodtun} -[ 1,1 '-6udennn]-4-kapGoHOBYI0 K-
CIIOTY;

144. 4'-{2-[(5-1mknonpormi- 1 H-riupasosn-3-um)amuso]-2-okcostui }-[ 1,1'-6udennn]-4-kapGokcamu;

145. N-(5-uuknonponui- 1 H-mupazon-3-um)-2-(4'-popmun-[ 1, 1'-Gudernn]-4-um)areramu;

146. N-(5-mxonpori- 1 H-rmpasost-3-wn)-2- {4'-[ (auvermmavuso)verin|-[ 1, 1'-6udensn|-4-w} aueramu,

147. 2-amua0-N-(4- {2-[(5-muknonponmi- | H-mupazon-3-mr)aMuHo |-2-0KcodTrII | PeHIIT )alleTAMUT,

148. 2-[4-(amuHOMeTIN ) pernn|-N-(S-muxmonpomni- | H-mupazon-3-wmn)anetamu;

149. 2-[4'-amunomeTmi-[ 1,1'-6udennn]-4-un]-N-(5-uknonponui- 1 H-mupazon-3-wmm)aneramu;

150. N-(5-uknonponui- 1 H-mupasosn-3-wn)-2- {4'-[ (metrnamuno))metui]-[ 1,1'-Ondennn |-4-un f arieramu;

151. N-(5-tmxstonporm- 1 H-nupazon-3-wn)-2-[4'-(1 -muppommauammmetin)-| 1,1'-ouder]-4-w|arneramu,

152. N-(5-tmmxnonpormi-1H-nupazon-3-wn)-2-[4'-(1-munepuuaunmverin)-[ 1,1'-6udennn|-4-w]aueramuz;

153. N-(5-uuxnonponun- 1 H-nupazon-3-nn)-2-[4'-(4-mopdoaununmernn)-[ 1,1'-Oudenun |-4-un Janeramu;

154.  N-(5-uuknonponui-1H-nupazon-3-mn)-2-{4'-[(4-metnn- 1 -nunepasunmn)merui]-[ 1,1'-oudennn]-4-
WJT} alleTAMHU]T;

155. N-(5-muxnonponmi- 1 H-nmupazon-3-nm)-2-[4'-(1 H-umunazon-2-un)-[ 1,1'-6udenmn ] -4-unaneramu g,

156. N-(5-mmuxonpornmi- | H-mupazon-3-mn)-2-(4- { [ (aumeTriiaMuHO )kapOOHMI |aMIHO § hEeHILT )are TaMHuI;

157. N-(5-muxnonpornmi- | H-mupazon-3-wmm)-2- {4-[ (MeTricy b OHII )aMIHO | peHUIT | alle TAMUT;

158. 2-[4-(amuHOMeTHN ) pernn|-N-(5-mukmonpomni- | H-mupazon-3-wmn)anetamu;

159. 2-{4-[(aueTunamuno )MeTHI |pern | -N-(5-mukmonponwi- 1 H-impa3zon-3-wn)aneramMu,

160. 2-[4-(amunocynbhonm)pernn|-N-(5-pknonponui- 1 H-nupazon-3-un)aneramu;

161. N-(5-umknonponmi- 1 H-mupazon-3-mm)-2-[4-(2-okco- | -upponuauHmI) heHuI |ale TaM i I,

162. N-(3-uuxnonponui- 1 H-nupazon-5-nn)-4-(2-metokcudeHoKkcH ) OeH3aMu 1;

163. 4-(4-xnopdenokcu)-N-(3-uknonpomnui- 1 H-mupazon-5-wm)oeH3amu;

164. 4-(4-xnopdenokcu)-N-(3-muknonponui- 1 H-mupa3on-5-ui)-3-HuTpoOeH3aMuI;

165. 4-[3,5-6uc(tpudropmeriun)perokcu |-N-(3-muknonpornmi- | H-mupazon-5-um)deH3zamu;

166. N-(3-muxnonpornmi- 1 H-nupa3zon-5-min)-4-(4-gropdenokcn )oeHzamu;

167. N-(3-ruxnonpornui- 1 H-nupazon-5-mn)-4-(4-metnndeHokcn)oeHzamu ;

168. 4-(4-mmanodenoxcn)-N-(3-muxronpornmi- | H-mupa3on-5-wmm)0en3amu;

169. N-(3-mmuxronpornmi- | H-mupazon-5-wmim)-4-(4-ruapoxciud eHOKCH ) OeH3aMuU I,

170. N-(3-mmuxronpormi- | H-mupazon-5-mim)-4-(3-ruapokcudeHoKCH ) OeH3aMuU I,

171. 2-[1,1'-oudenmn ]-4-uin-N-(3-uukaonponwi- | H-nupazon-5-un)nponanamu;

172. N-(3-tukonponui- 1 H-mupazost-5-min)-2-(4-henokcrueHn )aneTaMmu I,

173. N-(3-uuknonponmi- 1 H-mupazon-5-mn)-3,5-nunono-4-(4-metokcudeHokcn ) 0eH3aMu I,

174. N-(3-uuxnonponui- 1 H-nmupa3zon-5-mn)-4-[ 3-(rugpokcumerin ) henns|-3-0y reHamu;

175. N-(3-uuxnonponui- 1 H-nmupa3zon-5-mn)-4- {[ (MeTnnamuno))Metui | penun | -3-0yreHamu 1;

176. N-(3-nuxnonpornmn- 1 H-nupa3zon-5-min)-2-(2-GpeHmIrKIOnpOoiuI )ae TaMu I,

177. 2-[2-(1,3-6en30110KCO-5 -1t ) uKtonponui |-N-(3-nuknonponwi- | H-nmpason-5-nm) aneramun;

178. 2-[3-(1,3-6en30a110KCOI-5-111)-2,2 - muproprmkionpornwt |-N-(3-muknonponwi- 1 H-nupazon-5-un)
areTamMuI;

179. N-(3-muxonpormi- 1 H-mupazon-5-mm)-2-(2,2-mud Top- 3 -(h eHITIIKIIOTPOTIHIT )alle TAMUT,

180. N-(3-mmuxronpormi- 1 H-mmupazon-5-wmim)-2-(5-Me -4 - eHn- 3 -n30Kca30IrT ) ale TAMH/T;

181. N-(3-mmukonponui- 1 H-mupazost-5-mi)-2-(5-mMetui-3-heHnn-4-n30Kca301rl )ale TaMHK /T,

182. 2-[3-(1,3-6eH30a10KCOMN-5-111)-5-MeTr-4-n3o0kcazomnmi]-N-(3-muxonponwi- | H-nupazon-5-nin)arie-
TaMMUI;

183. 2-[4-(1,3-06eH30a10KCOI-5-11)-5-MeTrII-3-n30Kca30iui |-N-(3-uuknonponui- | H-upa3zon-5-wu)are-
TaMu;
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184. N-(5-mksionpornui- 1 H-mupazon-3-mn)-2-(3-heHni-2-oKkcupanu )ale TaMu I,

185. N-(3-mukonponui- | H-mupazos-5-mn)-2-[ 2-(4-hropdeHrn) IUKITOIp Oy [ale TAMU I,

186. N-(3-mukonponwui- 1 H-mupazos-5-mn)-2-[2,2-nudrop-3-(3-bTopdheHun) uKIonponui |are TaMu I,
187. N-(3-nmknonponui- 1 H-mupasosn-5-mn)-2-(2-okco-2,3-auruapo- 1 H-unnon-5-wmi)aneramun;

188. 2-[4-(aueTrnamuno)penun |-N-(3-uuknonpornwi- | H-nupazon-5-un)aneramun;

189. N-(4-{2-[(3-umknonponui-1H-nupazon-5-uia)amuHo |-2-0kcoaTii | peHun)- 1 -mupposmanHkapookca-

MUT;

190.  N-(4-{2-[(3-muxnonpornui-1H-nupazon-5-mir)aMuHo|-2-okcoaTrin } permn)- 1 -nunepuanakapookca-
MUT;

191.  N-(4-{2-[(3-uuxnonponmi- 1 H-mpa3omn-5-mr)aMuHo | -2-0KkcodTw § heHmn )-4-MophoTnHKapOOKca-
Mu;

192. N-(4-{2-[(3-muxmonponwi- | H-nmupa3oi-5-uia)aMuHO |-2-0KcodTH § peHnm )-4-MeTHII- | -unepasuHKap-
OOKCaMMI;

193. N-(3-uuknonponmi- 1 H-nmupazon-5-wm)-2-(2-mupuaaHIIT)ale TaMI I,

194. N-(3-uuxnonponwi- 1 H-nupazon-5-nmn)-2-(3-nupuanHui )aneraMmu,;

195. N-(3-uuxnonponmi- 1 H-nupazon-5-nmn)-2-(4-nupuavHui )ane TaMu i,

196. N-(3-uuxnonponui- 1 H-nupazon-5-nn)-5-(3-autpodennn)-2-pypamu;

197. N-(3-muxnonponmi- 1 H-nmupazon-5-nm)-2-(2,5-1uokco-4-uMu1a30I1 JMHIIT )alle TAM UL

198. N-(5-uxnonponmi- 1 H-nupazon-3-nm)-2-(9-okco-9H-diyopen-2-nm)auneramu;

199. N-(5-tuxnonponmin- 1 H-nupazon-3-nm)-2-(4'-3tun-[ 1,1'-0udenun ] -4-um)aneramu g,

200. N-(5-muxnonpormi- 1 H-mupazon-3-mm)-2-(4'-nponwn-[ 1,1'-6udennn|-4-mr)aneramu;

201. N-(5-muxnonpormi- 1 H-mupazon-3-mm)-2-(9H-dayopen-2-mi)aneraMu;

202. N-(5-muxnonpormi- 1 H-mupazon-3-mm)-2-(9-metmn-9H-dmyopen-2-mn)aneTamMu;

203. N-(5-nuxnonponmi- 1 H-mupazosn-3-mn)-2-(2-runpokcuandenso[b,d]dbypan-3-nm)aneramus;

204. N-(5-upkmonponwi- 1 H-mupazon-3-wm)-2-(4'-rugpokcu- 1,1'-6ndennn]-4-um)amneraMu;

205. 2-(4'-tmmano-[ 1,1'-ondennn]-4-un)-N-(5-ruknonponui- | H-mupasosn-3-win)aneraMmu;

206. 2-(4'-opom-[ 1,1'-6udenni]-4-wn)-N-(5-uuknonpomnui- | H-nupa3zon-3-wi)aneramum;

207. N-(5-uuxnonponui- 1 H-nupazon-3-nn)-2-(4'-nponokcu-| 1,1'-o6ndennn]-4-un)aneramuz;

208. N-(5-uuxnonponui- 1 H-nupazon-3-nmn)-2-(4'-6yrokcu-[ 1,1'-0udenun |-4-um)aneramu;

209. N-(5-muxnonponmn- 1 H-nmupazon-3-mn)-2-(4'-nenroxcu-[ 1, 1'-6ndennn]-4-nn)aneramu;

210. 4'-{2-[(5-umknonpomui- 1 H-upa3zon-3-mwi)amMuHo |-2-okcorTwn } -[ 1,1-0udenmn|-4-mnanerar;

211. 2-(4'-tper-OyTtun-[1,1'-6ndpennn]-4-mm)-N-(5-muxronpomni- | H-nupazon-3-wmn)anetamMus;

212. N-(5-uuxnonpormi- 1 H-mupazon-3-mm)-2-(3',4'-muxmop-[ 1, 1'-6nd enwn |-4-mr)aneramuz;

213. N-(5-muxnonpormi- 1 H-mmupazon-3-mm)-2-(3'-rugpokcu-[ 1, 1'-6udennn|-4-wmn)anetamu;

214. 2-(3'-opom-[1,1'-6udenni]-4-mn)-N-(5-uuknonpomnmi- | H-nupaszon-3-wi)aneramun;

215. 2-(3'-amuno-[1,1'-oudennn]-4-un)-N-(5-ruknonponui- | H-nupasosn-3-win)aneraMmu;

216. 2-(4'-amuno-[1,1'-oudennn]-4-un)-N-(5-ruknonponui- | H-mupasosn-3-win)amneramu;

217. N-(5-uuxnonponwi- 1 H-nupazon-3-nn)-2-(3-runpokcu-2-Had Tii)aleraMmus;

218. N-(5-uuxnonponui- 1 H-nmupazon-3-mn)-2-(3,5-qurunpokcu-2-Had Tii)aleraMuz;

219. 2-(3-amuno-2-Had T )-N-(5-uknonponui- | H-nupason-3-w)areramu;

220. N-(5-muxnonpormi- 1 H-nupazon-3-nm)-2-(6-runpokcu-2-Had THia)ale TaMu I,

221. N-(5-muxnonponmi- 1 H-nmupazon-3-nm)-2-(2-runpokcu- 1 -Had T )atieraMmu;

222. N-(5-muxnonponmi- 1 H-nmupazon-3-nm)-2-(6-runpokcu- 1 -Had T )atieraMmu;

223.  3-amwmHO-N-(5-mtumnonponmi- 1 H-mupason-3-mm)-4-[ (2-dypunme T ) cynbhoHmI |-2-THopeHKap6o-
KCaMuJi;

224.  3-amuHO-4-[(4-xmopodenmn)cynbdorm|-N-(5-mukmonponmi- | H-mupa3on-3-mr)-2-trnoderkap6o-
KCaMuz;

225. 3-amuno-N-(5-uukionpomnui- 1 H-nupazon-3-un)-4-(henmwicynbponmn)-2-tnodheHkapOokcamu i,

226. 3-xnop-N-(5-mmknonponui- 1 H-nupazon-3-un)-4-(MetmwicyabGporui)-2-tnodheHkapOokcamu;

227. 3-amuno-N-(5-uukionponui- 1 H-nupazon-3-un)-4-(uzonponmwicyibpormn)-2-tnodheHkapOokcamu;

228. 3-amun0-N-(5-nukinonponui- 1 H-nupazon-3-un)-4-(mponuicyibdonnn)-2-tuodpeHkapOokcaMu i,

229. 3-xnop-N-(5-nmknonpomnui- 1 H-nupason-3-wm)-4-(n3onponmicynbpornt)-2-tnodeHKkapOoKcamu L,

230. N-(5-uxnonpornui- 1 H-nmupa3zon-3-min)-4-(u3onponiicyibhoHm )-2-THopeHKapOoOKcaMuI;

231. 4-{2-[(5-umkmonpormui- 1 H-upa30m-3-m1)aMuHo |-2-0KCOITHI } OCH3aMuU I,

232. 4'-{2-[(5-uuknonpommi- 1 H-mupa3zon-3-mr)amuso |-2-okcoaTwn § -N-[ 2-(1 -muppommanamn)atun|-[ 1,1'-
oudenmnn|-4-kapOokcaMu;

233, 4-{2-[(5-umknonponi- 1 H-mupa3omn-3-mir)amMuHO | -2-0kco3 T § -N-[ 2-( 1 -THpp OTH AW HIIT ) TP OTIA |-
[1,1'-6udenni]-4-kapbokcamu;

234.  4'-{2-[(5-muxnonponui- 1 H-upason-3-wmn)amuno |-2-okcodtii } -N-[ 2-( 1 -munepuguamn)atun]-[1,1'-
oudennn]-4-kapObokcaMur;,

235. 4'-{2-[(5-uuxnonpornui- 1 H-nmupa3zon-3-min)aMuHo | -2-0kcoaThi } -N-[ 2-( 1 -munepu M= ) IpoTInI |-
[1,1'-6udennn]-4-kapbokcamu;

-8



005373

236.  4'-{2-[(5-uukmonponwi- | H-mupa3zon-3-un)amuuo]-2-okcodtun } -N-[2-(4-mopdhommamn)atun]-[1,1'-
oudennn]-4-kapObokcaMur;

237. 4'-{2-[(5-umknonpomnui- 1 H-upa3o-3-min)amuso |-2-0kcoa T | -N-[ 2-(4-mopdonuamn ) nporwmn|-[ 1,1'-
oudennn|-4-kapObokcaMu;

238. 4'-{2-[(5-muknonponui- 1 H-mupa3on-3-wmn)aMuHo |-2-0kco3 T } -N-[ 2-(4-MeTrii- | -nunepasuHiL)
atui-[ 1,1'-6udennn]-4-kapookcamMu;
239. 4'-{2-[(5-mmuxonpornmi- 1 H-mupa3zon-3-wmm)aMuHo |-2-0kco3 T  -N-[ 2-(4-MeTrit- | -nunepa3uHIL)

nporwi]-[1,1'-6udennn]-4-kapookcamu;

240. N-(3-muxsonponwi- | H-rmmupazon-5-nm)-4-(3,4-mumerunodensown)- | H-muppo:n-2-kapookcamu;

241. N-(3-uuxnonpormi- | H-mupazon-5-mm)-4-(4-propdenzomn)- | H-muppon-2-kapbokcamu;

242. N-(3-uuxionpormi- 1 H-mupazon-5-mm)-4-(4-metmndensomn)- | H-muppon-2-kapbokcamu;

243, 4-(4-xnop6en3zonn )-N-(3-muknonporui- 1 H-mupazon-5-mn)- 1 H-muppon-2-kapookcamu i,

244, 4-(umxnorekcunkapOoonun )-N-(3-muknonponui- | H-mupason-5-wmn)- 1 H-muppon-2-kapbokcamu i,

245.  metun-5-(5-{[(3-muknonponui- | H-mupason-5-wn)amuno |kapbonw } - | H-muppon-3-mi)-5-okconen-
TaHOoAT;

246. 4-anetnn-N-(3-uuknonponui- 1 H-nupazon-5-ui)- 1 H-nuppon-2-kapbokcamu;

247. N-(3-uukinonponui- 1 H-mupason-5-mn)-4-(2,6-mumerokcubensownn)- | H-upposi-2-kapOokcaMu;

248. N-(3-nuxnonponui- 1 H-nmupazon-5-mn)-1 H-nupposn-2-kapbokcamu;

249. N-(3-muxnodyruin- 1 H-nupazon-5-ui)- 1 H-nuppoi-2-kapbokcamu;

250. N-(3-muxnonponmi- | H-nupazon-5-nm)- 1 -metnn- 1 H-nuppon-2-kapOokcamu ;

251. 4-6pom-N-(3-mmuxnonpormi- | H-mupazon-5-mm)- 1 H-uppon-2-kapbokcamu;

252. N-(3-uuxinonponmi- 1 H-mupazon-5-mn)- 1 -metun-4-(3-metnndensonn)- | H-muppon-2-xkapOokcamu;

253. N-(3-muxnonpornmi- | H-mupazon-5-wmi)-2-XHHOKCaTHHKapOOKCaMUT,

254. (1R,2R)-N-(3-muknonponui- 1 H-mupason-5-ui)-2-heHUIHKI0nponanKapOOKCaMHu I,

255. N-(3-uuksionpornui- | H-mupa3os-5-mi)-2-peHUTIHKI0MPOIaHKapOOKCaMHI T,

256. 3-xmop-N-(3-nuknonponui- | H-mupazon-5-nn)-2-tnodeHkapOokcamu,

257. 4-6en3omn-N-(3-uuknonponui- 1 H-nmupazon-5-un)oeHzamu;

258. (2S)-N-(5-uuknonponui- 1 H-nupazon-3-wmi)-2-(6-meTokcH-2-Had THIT ) TporIaHaMU I,

259. N-(3-uuxnonponui- 1 H-nupazon-5-nn)-4-mopdonuakapbokcamu

260. (2S)-N-(3-muxnonpornui- 1 H-nmupazon-5-min)-3,3,3-tpud rop-2-MeToKcH-2-heHUIPOTIaHAMHT;

261. (2S)-N-(3-muxnonponui- 1 H-mupa3zon-5-mi)-2-meTokcn-2-peHnsranamMu I,

262. 2-[5-(6en3mnokcn)- 1 H-uan071-3-m1]-N-(5-mmuxnonpormn- | H-upazon-3-wm)anetamu

263. N-(5-uuxnonpormi- 1 H-mupazon-3-mm)-2-(5-mMetokcn-2-metwn- | H-unmon-3-wmn)aneramusn;

264. (25)-N-(3-muknonpomui- 1 H-mupazon-5-mr)-2,5-gurunpo- 1 H-muppon-2-xkapOokcamu;

265. N-(5-uukaonponui- 1 H-mupazon-3-um)-2-(2,5-mudropdennn)aneramur;,

266. N-(5-uukmonponmi- 1 H-mupazon-3-mn)-2-(5-ruapoxcu- 1 H-unmgon-3-un)ameramu;

267. 2-[1-(4-xmopOen3omn)-5-meTokcu-2-metui- | H-unmosn-3-un]-N-(5-nmknonponun- 1 H-mupazon-3-wmr)
aleTamuI;

268. N-(5-uuxnonponmi- 1 H-nupazon-3-nmn)-2-(3-metundenun)aneramu,;

269. N-(5-uuxonponwi- 1 H-nupazon-3-nn)-2-(3-ruapokcudeHus)ateraMmus;

270. (2S)-2-amun0-N-(3-unknonponui- 1 H-nupazon-5-uin)-2-penunsranamu;

271. N-(5-muxuonponni- 1 H-nmmpazon-3-nm)-2-(4-HuTpodeHun) mporaHaMuI;

272. N-(5-muxnonponmi- 1 H-nmupazon-3-mm)-2-(4-runpokcu-3-MeTOKCH(EH T )alie TAMH T;

27 3. N-(5-mmuxuronporiv- | H-mupazon-3-wmim)-2-[ 3,5-6uc(TpudTopMe i) heHu | alie TaMu I,

274. N-(5-uuxnonpormi- | H-mmupazon-3-mm)-2-(2-xmmop-6-propdeHun)ameraMmu;

275. N-(5-uuxinonpormi- 1| H-mupazon-3-mm)-2-ruapokcu-2-(4-Tu ApoKcr-3-Me TOKCU (P SHIIT )alle TAMU T,

276. N-(5-uukmonponwi- 1 H-mupazon-3-mm)-2-{4-[(2S)-2-aMUHONPONaHOUIOKCUMETHJI |()EHIIT } alleTAMU/T;

277. N-(5-uukmonponui- | H-mupazon-3-nn)-2-(4-6pommeTriideHn )ameraMu;

278. N-(5-uuxnonpornui- 1 H-nupazon-3-nn)-2-(MeTrincynbhoHuIpeHNI )aleTaMu I,

279. (2R)-N-(3-1uxnonpornui- 1 H-riupa3os-5-wmi)-2-MeToKCH-2 - eHIII TaHAMUT,

280. N-(5-uuxonponi- 1 H-nupazon-3-nmn)-2-(2-metundenun))aneramu,;

281.  N-(5-umknonpormwi-1H-nupason-3-un)-2-[2-(hopmunamuno)-1,3-trazoin-4-ui]-2-(MeTOKCHUMUHO)
JTaHaMUL;

282. 2-[5-(xnmopanernin)-2-tuenu |-N-(5-imknonpomnwi- | H-upaszon-3-wum)aneramu g,

283. N-(3-umkinonpormi- 1 H-mupason-5-mm)-2-0kco-2-(2-THeHNIT )alle TAMU T,

284. N-(5-muxnonpormi- | H-mupazon-3-mn)-2-(2-metwn- | H-uanon-3-mm)aneramu;

285. N-(5-uuxinonpormi- 1 H-mupazon-3-mm)-2-(3,5-muMeTokcudeHnT)arie TaMu I,

286. N-(5-uukaonponui- 1 H-nmupazon-3-un)-2-(3,4-mudropdennn)aneramur;

287. N-(5-umknonponui- | H-mupasos-3-wn)-2-(3,4-nuxmopdeHu)ame raMmu

288. N-(5-uukmonponwi- 1 H-mupazon-3-mm)-2-(3-6pombennn)aneTaMmu,

289. 2-nmknorexcui-N-(3-uuknonporui- 1 H-nupaszon-5-un)-2-¢pennnaneraMu;

290. (1R)-2-[(3-muknonponui- 1 H-mupason-5-uin)amuno|-2-0kco- 1 -peHmTianerar;

9
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291. 2-x70p-N-(5-{2-[(5-mmxnonponwi- 1 H-mupa3oin-3-uia)aMuHo |-2-0KkcodTw § - 1,3-Tprason-2-mi)arera-
MHT;

292. 9H-¢pmyopen-9-uin-(2S)-2-{[(3-muxnonponui- 1 H-mupazon-5-wr)amuno [kapborni  -2,5-auruapo- 1 H-
mUppoII- 1 -kapOOKCHIIAT;

293. N-(5-uuxnonponui- 1 H-nupazon-3-nmn)-2-(2-rugpokcu-2-1udeHu )aueraMmu/;

294. N-(5-uuxnonponui- 1 H-nupazon-3-mn)-2-(4-metwicynbhanuidpeHn )aneTaMus;

295. N-(5-muxnonponmi- 1 H-nmupazon-3-nm)-2-(2-6pompennn)aneramu;

296. N-(5-muxnornpormi- 1 H-nupazon-3-mn)-2-(2,6-turuipoxcu-4-mupuMUITHII )alle TAMUT;

297. N-(5-muxonponwi- 1 H-rmmupazon-3-nm)-2-(4-ruapokcu-3-HuTpod eHun)ale raMmu I,

298. N-(5-uuxinonpormi- 1 H-mupazon-3-mm)-2-(3-xmnop-4-rugpokcud eHun)are TaMi I,

299. N-(5-muknonpormi- 1 H-mupazon-3-mm)-2-(7-MeTokcn-2-okco-2H-xpomeH-4-1)aneTaMu I,

300. N-(5-muxsmonporui- 1 H-ipa3zon-3-wmn)-2-(2-ane triraMuHO-2 -(heHIT ) alle TAMUT,

301. N-(5-uxnonponui- 1 H-mupazon-3-mn)-2-(1 -MeTunnmMua3on-4-mi)aneTaMu;

302. N-(5-muxsmonpornui- 1 H-ipa3zoi-3-wmn)-2-(3-Hutpod eHiuT )aneTaMu I,

303. N-(5-uuxnonponwi- 1 H-nupa3zon-3-un)-2-(2-6poM-2-denun)aneramu i,

304. N-(5-tuxnonponui- 1 H-iupazon-3-ui)-2-(4-6e H3UI0KCH- 3 -ME TOKCHU(SHIIT )al[e TAMUT,

305. (2S)-N-(5-uuknonponui- 1 H-mupason-3-ui)-2-ruipokcu-peHuII TaHaMuU I,

306. 1-(4-xnopdenmn)-N-(5-uuknonponi- | H-mupa3o:1-3-min) iukioneHraHKapOOKCaMu T,

307. N-(5-mmxnonpornwi- 1 H-nupazoon-3-un)-2-(3-gropmernndenun)aneramu,;

308. N-(5-mmxnonponwi- 1 H-nupazon-3-un)-2-(1 H-ungon-3-m)-2-okcoarieraMmu I,

309. N-(5-mmuxmonpormi- 1 H-mupazon-3-mm)-2-(2,4-auxnop b eHu )ame TaMuT;

310. N-(5-mmuxmmonpormn- | H-nirpa3zon-3-m)-2-(3,4-auruapoxcru HI ) ale TaMHA I,

311. N-(5-mmuxmonpormi- 1 H-mupazon-3-mm)-2-(3,5-au-tpeT-0y Tiir-4-ru ipoKCHupeHIIT ) alle TAMU T,

312. N-(5-muxsonpornui- 1 H-mupazon-3-un)-2-(3,5-audropdenin)aneramu ;

313. N-(5-muxsmonpornui- 1 H-ipa3zoi-3-wm1)-2-0e H3mI0KCHKapOOHIII-2 - e HUITalIe TAM U,

314. N-(5-mmxnonponui- 1 H-mupazon-3-mn)-2-(3-meTui- 1 -6eH30THeH-2-1 ))aeTaMuI;

315. N-(5-uuxnonponwi- 1 H-nupa3zon-3-uin)-2-(4-0yTokcudenun )aneraMmu,;

316. N-(5-uuxnonponwi- 1 H-nupa3zon-3-uin)-2-(2-TueHnn )aueTaMmu;

317. N-(5-uuxnonponwi- 1 H-nupazon-3-un)-2-(3-propdenun)aneramu;

318. S-muxiorekcun 1-(4-{2-[(5-muxnonpornmi- 1 H-mupason-3-mir)aMuHo |-2-0KCO3THI } OSH3MIT)-2-aMHHO-
NeHTaHHO0aT;

319. N-(5-mmuxmnonpormi- | H-mipa3zon-3-mim)-2-(4-n300y Trnd eHrn ) mpormaHaMu I,

320. N-(5-mmuxmonporn- | H-irpa3zon-3-wmm)-2-(7-rugpokcu-2-okco-2H-xpoMeH-4-1ir) JaeTaMu 1;

321. N-(5-mmuxmonpornmi- 1 H-mupazon-3-mm)-2-(4-ruapokcudeHnn )are TaMu,

322. 2-mukonenTriI-N-(5-mukmonpornui- 1 H-upa3zon-3-wmn)-2-penmnane ramur;

323. (1S)-2-[(3-muknonponui- 1 H-mupazon-5-mir)amuHo |-2-0kco- | -peHnm TraneTar;

324. N-(3-muxmonpornui- 1 H-mupa3zon-5-wmm)-2-drop-2-hennnaneraMmu,

325. N-(5-uuxnonponwi- 1 H-nupazon-3-mn)-2-(2-gypuin)-2-okcoaneramu,;

326. N-(5-uuxnonponwi- 1 H-nupazon-3-um)-2-(5-6pom- 1 H-unnon-3-un)aneramu;

327. N-(5-uuxnonponwi- 1 H-nupazoun-3-un)-2-(2-gropmernidenun)aneramu,;

328. N-(5-mmxnonponwi- 1 H-nupazosn-3-um)-2-(2-MeTokcudeHnI)aeraMu;

329. N-(5-mmxnonponwi- 1 H-nupazon-3-um)-2-(3,4,5-tpumerokcnudeHm)aneTaMus;

330. N-(5-mxnonponwi- 1 H-mupazon-3-um)-2-(2,5-nuokco-2,5-muruapo-3-¢ypaHu))ane raMmu;

331. 2-x0p-2,2-6uc(2-xmop e )-N-(5-uukiaonpornmi- | H-nmupason-3-nm)aneramu;

332. N-(5-mmuxmonpormt- | H-nirpa3zon-3-wm)-2-runpokcu-2-(3-ruipokcu-4-MeTokc i eHUIT )arie TaMFL T

333. N-(5-mmuxmonpormi- 1 H-mupa3zon-3-mm)-2-(nearadp ToppeHnn)are raMu;

334. N-(3-mmuxnonponui- 1 H-upazon-5-wun)-3-meTun-2-heHnnmenTranaMuI,

335. N-(5-muxsmonpornui- 1 H-iupa3zon-3-wmn)-2-(2-HuTpodheHi )aneTaMu I,

336. N-(5-muknonponui- 1 H-mupason-3-un)- 1 -penmnukioneHrad- 1 -kapookcaMu

337. N-(5-uuxnonponwi- 1 H-nupazoun-3-un)-2-(4-rpudropmerokcudp eHnnaneTaMui;

338. N-(5-uuxnonponui- 1 H-nupazon-3-un)-2-(4-sTokcud eHni)aneraMmms;

339. N-(5-mmxnonpornwi- 1 H-mmupazon-3-mn)-2-(2-gropdenun)aneramu

340. N-(5-muxnonponwi- 1 H-nupasosn-3-um)-2-(2-Hutpo-4-tpudTopme Trii eHUIT )alle TaMu I,

341. 2-(5-6pom-3-mpuauamin)-N-(5-nukiaonpori- 1 H-nupason-3-um)aneramu i,

342. N-(5-mmuxnonpornmi- 1 H-mupazon-3-mm)-2-(2,6-auxnop heHun )ame TaMmuT;

343. N-(5-mmuxnonpornmi- | H-mupazon-3-mm)-2-okco-2H-nmipan-5-kapbokcamu;

344. N-(5-mmuxmonpormi- | H-mpazon-3-mm)-2-(2,4-auHuTpo e HIIT )alle TAMI T,

345. N-(5-muxsonpornui- 1 H-impa3zon-3-wmn)-2,4-mudropdheHuane ramur,

346. N-(5-muxsonpornui- 1 H-iupa3zoi-3-wm)-2-(3-6poM-4-Me TOKCH(SHIIT )alle TAMU I,

347. N-(5-tuxnonponui- 1 H-mupazon-3-uin)-3-ruapoxcu-2 -peHUImponaHaMu/,

348. N-(5-uuxnonponwi- 1 H-nupazoun-3-un)-2-(3-¢rop-4-ruapokcudenin))aneraMmu,;

-10-
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349. 2-{2-[(xmopaneTmin)amuHo]-1,3-Tnazomn-5-wmn} -N-(5-mukinonponui- | H-mupason-3-wm)-2-(MeTokcuu-
MUHO )3TaHAMUI,

350. N-(5-muxsmonpornui- 1 H-rirpa3zoi-3-wm)- 1 - eHUIIUKII0npoTaHKapOOKCaMu I,

351. N-(5-umxnonponwi- 1 H-nupazon-3-un)-2-(2,6-qudropdeniun)aneramu;

352. N-(5-umxnonponwi- 1 H-nupazon-3-um)-2-(2,5-quruagpoxkcudeHnn))aneTaMum;

353. N-(5-uuxnonponwi-1H-nupazon-3-um)-2-(2,4,6-tpuMeTiiidpeHnI )aneTaMum;

354. N-(5-mmuxnonponwi- 1 H-nupazon-3-um)-2-[2,5-6uc(rpudropmerrin)peHnn |aneTaMu;

355. N-(5-mmxnonponwi- 1 H-nupazoon-3-un)-2-[2-(2,4-nudropdennn)- 1,3-tuazon-4-uianeramnn;

356. N-(5-mxnonpornwi- 1 H-nupa3zoin-3-mi)-2-(5-MeTokcH- 3 -TuApOKCH-2 -p oI (heHIIT )alie TAMU I

357. N-(3-mmuxmonpormt- | H-mupazon-5-mm)-2-(2-¢rop-[ 1, 1'-6udenmn]-4-wn)nponanamu;,

358. (2R)-N-(3-uuknomnponmi- 1 H-mupazon-5-nn)-2-(2-prop-[ 1,1'-6udpernn]-4-mn)npomanamu;

359. 2-{4-[(amuHOKapOOHMT)aMuHO |pern | -N-(5-rukmonpomnui- 1 H-impa3on-3-wun)aneramu;

360. 2-{4-[(2-amuHO-2-0KCO3THI )aMHHO | e } -N-(5-ruknonponui- | H-mupazon-3-wmn)aneramu;

361. N-(5-muxsonpornui- 1 H-iupa3zon-3-wmn)-2-(5-metui-2-penu- 1, 3-tua3on-4-min)aneraMu;

362. 2-6pom-N-(4-{2-[(5-uuknonponi- 1 H-nupa3on-3-wn)aMuHo -2-0kcodTui | - 1,3-Tra3oii-2-1i1 ) 0eH3aMHu T,

363. 2-[2-(4-xnopdenmn )-4-ruapokcu- 1,3-tuazon-5-mi]-N-(5-muknonponui- | H-upa3zon-3-ui)aneramun;

364. N-(4-{2-[(5-umknonponui- 1 H-nupazosn-3-un)amuHo |-2-okcodtui } - 1,3-tuazon-2-wmn)-2-(2-nupuau-
HWICYJIb(aHWIT)alleTaMHU 1

365. N-(4-{2-[(5-umknonpomwi-1H-nupaszon-3-mm)amuno |-2-0kcoaTmi § - 1,3-1razomn-2-mi)-2-(M30npomnmi-
cynbdaHuT)aleTaMuI;

366. 2-(5-{[(4-xnopdenmn)cynbhanrr|anerun | -2-Trerun)-N-(S-1pkmnonpormn- | H-mpazon-3-m)aneramMu;

367. 2-(5-xmnop-3-metmi- 1 -6er3oruen-2-mn)-N-(5-mukronporni- | H-mpa3zon-3-wmm)anetamMu;

368. N-(5-mmuxmonpormt- 1 H-iipa3zon-3-mm)-2-(2-noadenmn )aneraMun;

369. N-(5-mmuknonponui- 1 H-iupazon-3-un)-9H-kcanteH-9-kapbokcamu,

370. N-(5-muxsmonpornui- 1 H-mupa3zon-3-wmn)-2-(2-henwmwi- 1,3-trazon-4-ui)ameraMmu,

371. 2-[2-(4-xmopdenmn)-5-meTi- 1,3-trazon-4-mi]-N-(5-muxmonpomnui- 1 H-impa3on-3-u) aneramu;

372. N-(4-{2-[(5-uuknonponui- 1 H-nmupaz30:1-3-uia)aMuHo |-2-0KkcodTra } - 1, 3-THa30:1-2-1in ) 0OeH3aMu I,

373. N-(5-uuknonponui- 1 H-nupasosn-3-ui)-2-(6-MeTokcH-2-Had THIT )aKpUIIaMH L,

374. N-(5-uuxnonponwi- 1 H-nupa3zou-3-uin)-2-(2-runpokcudeHnn))aneTaMui;

375. N-(5-mmxnonponwi- 1 H-nupason-3-wmm)-2,3-nu(THeHmn)-2-nporeHaMu1;

376. N-(5-mmxnonpornwi- 1 H-mupazon-3-mn)-2-[2-(2-nupasuamn)- 1,3 -trazon-4-wi|aneramu;

377. N-(5-mmuxnonpormi- | H-mupazon-3-mm)-2-(2,5-1u0pom-3-THeH T ) ale TAaMH T,

378. N-(5-mmuxmonpormi- | H-irpa3zon-3-mm)-2-(3-meTmwicynb G oHnnaMuHO P eHIIT )alle TAMUT,

379. N-(5-mmuxmmonpormit- | H-irpa3zon-3-mm)-2-(4-meTmwicynb G oHuIaMHHO P EHIIT )alle TAMU T,

380. N-(5-tuknonponui- 1 H-upazon-3-mn)-2- {4-[ 2-(4-MeTuanumnepa3suHuiI )3TOKCH |peHIIT} alleTaMuI;

381. N-(5-muxsonpornui- 1 H-iupa3zon-3-wm)-2- {4-[ 2-( 1 -mupposti AMHIIT )3 TOKCH | peHMIT } areTaMu I,

382. N-(5-muxsonpornui- 1 H-iupa3zon-3-wm)-2- {4-(2-aMuHO-2-0KCO3TOKCH ) (DEHIT | Al[CTAMHUT,

383. N-(5-uuxnonponui- 1 H-nupa3zoun-3-uim)-2- {4-[2-okco-(1 -mupponuaAnHIII )3TOKCH |peHMIT } alleTaMuz;

384. N-(5-umxnonponwi- 1 H-nupa3zo:n-3-ui)-2-[3-(2-aMuHO-2-0KCOATOKCH ) peH I |arieTaMu I,

385. N-(5-mukonponui- 1 H-niupa3zon-3-wmn)-2-heHokcuane raMu,

386. N-(5-mxnonponwi- 1 H-nupazoin-3-um)-2-(2,4-nuxopdeHoken )aleraMu i,

387. N-(5-mxnonpornmi- 1 H-mupa3zon-3-wmi)-2-(heHoKCcH-2 -MeTHIIIPOIaHAMHU T,

388. N-(5-mxnonpornwi- 1 H-nupa3zoin-3-wmi)-2-(4-xsoppeHoKcH ) TporiaHaMu I

389. N-(5-mmuxmonpormi- | H-mipa3zon-3-mim)-2-(2-HuTpoheHOKCH)arie TaM I I

390. N-(5-mmuxmmonpormi- | H-mpa3zon-3-mm)-2-(5-uzonpomun-2-metui- | H-uamon-3-m)aneramu;

391. N-(5-mmuxuronpormi- | H-nirpa3zon-3-wm)-2-(3-MeToKCH e HMIT ) alle TAMU T,

392.  N-(5-uuxnonponui- 1 H-nupazon-3-mn)-2-metun-2-(2-metuin-2,3-nuruapo- 1 -6enzodypan-S-ui)mpo-
HaHaMUL;

393. N-(5-muxmonpornui- 1 H-mupa3zon-3-wmn)-2-[2-(4-metokcudenu)-4-okco-4H-xpoMeH-6- 11 |are TaMu I,

394, N-(5-muxnonponui- 1 H-niupa3zon-3-wmn)-2-(6-xmop-2,3-quruapo- | H-unnes-3-un)0yraHamu;

295. N-(5-umxnonponwi-1H-nupa3zosn-3-m)-2-[4-(1-okco-1,3-nuruapo-2H-u3onHnomn-2-min)penun rekca-
HaMUL;

396. N-(5-mmxnonponwi- 1 H-nupa3zos-3-un)-2 - ennn-3-(4-nupuInHmI) IpoNeHaMU I,

397. 2-[1,1'-6udenmn]-4-mun-N-(5-uxnonponmi- 1 H-nupazon-3-w)Oyranamu;

398. N-(5-mmuxmonpornmi- 1 H-mupazon-3-mm)-2-[4-(1,3-guruapo-2H-u30uHm051-2-111) e HrIT |IporTaHaM U I,

399. N-(5-umxnomponmi- 1 H-mupazon-3-nm)-2-[4-(1-okco-1,3-gurunpo-2H-u3onamon-2-mm)pernn |0yta-
HaMUL;

400.  N-(5-mmuxmnonponui- 1 H-mupazon-3-um)-(2S)-2-[4-(1-okco-1,3-muruapo-2H-n3ouHm0n-2-wmin) b eHu|
IpONaHaMUL;

401. N-(5-nmknonponmi- 1 H-nmupazomn-3-mn)-2-[4-(5-amuno-4-penni-1H-1,2,3-tpuazosn-1-m)dh e |ame-
TaMu/j;
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402. N-(5-umkmonpomnui-1H-mmupaszon-3-ui)-2-[4-(1-okco-1,3-quruapo-2H-u3onnmnon-2-mi)  (heHw |neH-
TaHAMUL;

403. N-(5-muknonponui- | H-mupasos-3-mn)-2- (4-0eH3unokcudeHr )areTaMuI;

404. N-(5-uuknonponwwi- 1 H-nupazon-3-mn)-2-{4-[(3,3-mu3tnin-4-okco-2-a3eTHIUHII )OKCH | peHwm | atie-
TaMu/j;

405. N-(5-uukionponui- 1 H-nupazon-3-mn)-2-(5,6-mumernn- | H-6en3umuaaszon- 1 -ui)aneraMmu;

406. N-(5-muxnonponun- 1 H-nupazon-3-mn)-2-(4-nupuanHuicy (G anui)aueTaMuL;

407. N-(5-muxonponni- 1 H-rmpazon-3-nm)-2-(1H-rerpasosn- 1 -un)aneramu;

408. N-(5-uxnonpornmn- 1 H-nupa3zon-3-mn)-2-(rerpaszosnol 1,5-bnupunasun-6-uiacyabhanui)aneTaMu;

409. 2-[1,1'-6udennn|-4-un-N-(5-uuknonaponmi- | H-mupazon-3-min)-2-ruipokcHane TaMuI;

410. N-(5-muxnonpormi- | H-mupazon-3-wm)-2-nukiiorekcen- | -kapObokcaMu;

411. N-(5-uukmonponwi- 1 H-mupazon-3-mn)-2-okco-2H-nupan-4-kapbokcaMu i,

412. N-(5-uuknonponui- | H-mupasosn-3-mi)-3-0pom-2,2 - nud e HUIIpOmaHaMuI,

413. N-(5-uuxionpormi- 1 H-nupazon-3-nm)-4,4-6uc(4-metmndenwn)-3-0yTeHaMuT;

414. N-(5-uuksionponui- 1 H-nupazon-3-mn)-2-(4-ruipoKcu-5-u30mponui-2-Me TUIh SHIIT )alle TAMHIT;

415. N-(5-uuxnonponui- 1 H-nupazon-3-nn)-2-(4-autpodeHnin )0y TeHamMmu I,

416. N-(5-uuxnonpornui- 1 H-nupazon-3-nn)-2-(3,4-qurunpo- 1 -nad w0y raHamu;

417. N-(5-muxnonpormn- 1 H-nmupazon-3-mn)-2-(2,3,6-rpudropdhenni)aneramnn;

418. N-(3-uxnonponmi- 1 H-nupazon-5-nin)-1,4-6eH301M0KCHH-2-KapOOKcaMHuL;

419. N-(3-muxuonponwi- 1 H-rmpazon-5-nn)-3-denni-1,4-6eH30110KcHH-2-KapOOKcaMu;

420. N-(3-muxrnonponmi- | H-mmupazon-5-mn)-4-okco-4H-xpomeH-2-kapOokcamu;

421. N-(3-uuxinonpormi- 1 H-mupazon-5-mm)-2-okco-1,2-muruapo-4-XuHOIMHKapOOKCaMUT,

422. 2-aamnuHo- N-(3-nmkionponui- 1 H-mupa3zon-5-wmn)aneramu;

423, N-(5-uuksiaonponui- 1 H-mupazosn-3-un)-2-(4'-dprop-[ 1,1'-6udennn]-4-mn)ameramu,

424. N-(5-uukmonponui- | H-mupazon-3-nm)-2-(2'-dprop-[1,1'-6udennn]-4-nn)aneramum;,

425. N-(5-uukiaonponui- 1 H-mupazon-3-un)-2-(3'-drop-[ 1,1'-6udennn]-4-wn)ameramu,

426. N-(5-uuxnonponui- 1 H-nupazon-3-nn)-2-(3'-metokcu-[ 1,1'-ondennn]-4-un)aneramn;

427. N-(5-uuxnonponwi- 1 H-nupazon-3-nn)-2-(nenradrop-[ 1,1'-6udenun]-4-un)aneramus;

428. N-(5-uuxnonponui- 1 H-nupazon-3-nn)-2-(4'-(tpudropmerokcn)-| 1,1'-ondenni]-4-un)aneramu;

429. N-(5-muxionpornit- 1 H-rmpazon-3-nm)-2-(4' -kapookcu-[ 1,1'-6udenmn]-4-um)aneramu;

430. N-(5-muxnonponmi- 1 H-nmupazon-3-mn)-2-(3'-popmuin-4'-meroxen-[ 1, 1'-Onudennn]-4-mi) aneramun;

431. N-(5-uuxnonpormi- 1 H-mupazon-3-nm)-2-(4'-dprop-3'-merun-[ 1,1'-Ond enwn |-4-mn)aneramu;

432. N-(5-umxionpormi- 1 H-mupazon-3-nm)-2-(2',5'-muxiop-[ 1, 1'-6ndennn |-4-un)aneramun,

433. N-(5-uuxnonpormi- 1 H-mupazon-3-mm)-2-(3'-anernn-[ 1, 1'-6udennn|-4-un)aneramun,

434. N-(5-uukiaonponmi- 1 H-nupazon-3-mn)-2-(4'-hopmun-[ 1,1'-0ud er |-4-nn)aneramur,

435. N-(5-uuksaonponui- 1 H-mupazon-3-mn)-2-(2',5'-nudrop-[ 1,1'-ond enw |-4-mn)aneramur;,

436. N-(5-uukinonponui- 1 H-mupazon-3-mn)-2-(2',5'-mumernn- 1,1'-ond enwn |-4-mi)aneramun;

437. N-(5-uuxonponmi- 1 H-nupazon-3-nn)-2-(2',6'-nudrop-[ 1,1'-0udenun | -4-um)aneramu;

438. N-(5-uuxnonponui- 1 H-nupazon-3-nn)-2-(4'-metokcu-[ 1,1'-ondennn]-4-un)aneramn;

439. N-(5-uukionponui- 1 H-nmupazon-3-mn)-2-(2',6'-mumernn-[ 1,1'-oud enwn |-4-m)aneramu

440. N-(5-muxnonponni- 1 H-nmupazon-3-nm)-2-(5'-¢rop-2'-meroken-[ 1, 1'-ondennn]-4-nm)aneramu;

441. N-(5-muxnonponmi- 1 H-nmupazon-3-nm)-2-(2',5'-numerokcu-[ 1,1'-ondennn]-4-un)aneramn;

442 . N-(5-muxnonponi- 1 H-nmupazon-3-nm)-2-(2',6'-numerokcu-[ 1,1'-ondennn]-4-un)aneramn;

443. N-(5-uuxnonponmi- 1 H-mupazon-3-mn)-2-(4"-anetnn-[ 1, 1'-6udennn|-4-un)aneramu;,

444. N-(5-uuxnonpormi- 1 H-mupazon-3-mn)-2-(4'-31oken-[ 1,1'-6ndennn|-4-mn)anetamu;

445. N-(5-uuxnonpormi- 1 H-mupazon-3-mm)-2-((4'-metunrtno)-[ 1,1'-6udennn|-4-mm)amneramu;

446. N-(5-uukaonponui- 1 H-nmupazon-3-mn)-2-(3'-xmop-4'-prop-[ 1,1'-0ud enr |-4-un)aneramun;

447. N-(5-uuksnonponui- | H-mupasosn-3-wn)-2-(2'-anermn-[ 1, 1'-ondennn]-4-un)amneramMu,

448. N-(5-uuknonponui- | H-mupasosn-3-wn)-2-(4'-s31wn-[ 1,1'-6udennn]-4-wn)aneramMmu;

449. N-(5-uuxionponui- 1 H-mupazon-3-mn)-2-(3'-3tokcu-[ 1,1'-6udennn|-4-ui)ameramu;

450. N-(5-uuksnonponui- 1 H-mupazon-3-mn)-2-(3',4'-numerokcu-[ 1, 1'-ouden |-4-mi)aneramum;

451. N-(5-muxuonponni- 1 H-rmpazon-3-nm)-2-(2'-3tokcu-[ 1,1'-6udenmn ] -4-um)aneramu g,

452. N-(5-muxuonponnin- 1 H-rmpazon-3-nm)-2-(3',5'-nudrop-[ 1, 1'-6udenun]-4-um)aneramu;

453. N-(5-muxnonponmi- 1 H-nupazon-3-nn)-2-(2',4'-numerokcu-[ 1,1'-ondennn]-4-un)aneramu;

454. N-(5-umxionpormi- 1 H-mupazon-3-mm)-2-(2',3'-mumernn-[ 1, 1'-6nd enmn |-4-m)aneramuz;

455. N-(5-uuxionpormi- 1 H-mupazon-3-mm)-2-(3'-(tpudtopmeroxcn)-[ 1,1'-0ndenn]-4-mm) aneramun;

456. N-(5-uuxinonpormi- 1 H-mupazon-3-mn)-2-(3',4'-mudrop-[ 1, 1'-ond enwn |-4-mr)aneramuz;

457. N-(5-umxionpormi- 1 H-nmupazon-3-nm)-2-(4'-tper-Oytni-[ 1, 1'-6udenwn]-4-un)aneramun;

458. N-(5-uukmonponwi- | H-mupazon-3-nn)-2-(3'-anertamuao-[ 1,1'-6udennn |-4-m)anetamu;

459. N-(5-uuksnonponui- | H-mupasosn-3-mn)-2-(4'-tpudropmern-[ 1, 1'-ondenmn |-4-wn)aneramu;,

460. N-(5-nuxnonponui- 1 H-nupazon-3-nn)-2-(3'-(ruapokcumerun)-| 1,1'-oudennn]-4-un)aneramu;

461. N-(5-uuxonponwi- 1 H-nmupazon-3-nn)-2-(3'-autpo-[1,1'-6ndennn|-4-nn)aueramu;
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462. N-(5-uukmonponwi- 1 H-mupazon-3-nn)-2-(4'-(ruagpokcumern)-[ 1,1'-6udennn]-4-nm)amneramu;

463. N-(5-uukinonponmi- 1 H-mupazon-3-mm)-2-(2'xmop-[ 1,1'-oud enwn |-4-wi)aneramun;,

464. 2-[4-(1,3-0en30auokcon-5-wi)derni]-N-(5S-muknonponui- 1 H-mupason-3-un)ameramu

465. N-(5-uuxnonponui- 1 H-nupazon-3-nmn)-2-[4-(1-nadrun)pennnjaneramus;

466. N-(5-uuxnonponmi- 1 H-nupazon-3-nmn)-2-[4-(2-nadrun)pennnaneramu;

467. N-(5-uuxnonponmi- 1 H-nupazon-3-nn)-2-[4-(2-dpypui)dennn|aneramu;

468. 2-[4-(5-auerun-2-tuennn)penun -N-(5-uukinonpomnmi- | H-nupason-3-un)aneramu;

469. 2-[4-(5-xnop-2-tuennn)pernn |-N-(5-muxonponmi- | H-nmpazon-3-n)aneramu;

470. N-(5-muxnonponi- 1 H-rmmupazon-3-nm)-2-[4-(5-MeTnii-2-TueHnn) peHu |ate TaMmu L;

471. 2-[4-(1-6en30(dypan-2-mn)dpennn|-N-(5-muxmonporni- | H-nupazon-3-wmn)aneramMun;

472. N-(5-uuxnonpormi- 1 H-mupazon-3-mm)-2-[4-(2-tueHnn) h eHu | aneTaMu I,

473.  N-(5-muxnomnponui- 1 H-mupazon-3-wn)-2-[3'-({[5-(zumeTninamuHo)- 1 -Had THIT | CYyTB)OHIIT } aMUHO)-
[1,1'-6udennn]-4-wr]aneTamu;

474. 2-[4-(1-6en3otuen-2-mn)hennn|-N-(5-mmuxnonponui- | H-upason-3-un)aneramMmu;

475. N-(5-uuxnonponui- 1 H-nupazon-3-min)-2-[4-(3-hopmuii-2-TueHnn)peHu |aueramu ;

476. N-(5-uuxnonponui- 1 H-nupazon-3-min)-2-[4-(3-hopmuii-2-TueHn)peHu |aneramu ;

477. 5-(4-{2-[(5-uuknonpomnui- 1 H-nupazosn-3-wmn)amuHo |-2-0kcodTri § heHm1)-2-QpypoeByro KUCIIOTY;

478. N-(5-muxnonponmi- 1 H-nmupazon-3-nm)-2-[4-(3-metnin- 1 H-nupazon-4-wn) hennianeramn;

479. N-(5-muxnonponmi- 1 H-mupazon-3-mn)-2-[4-(3,5-agumerin- 1 H-nupazon-4-wn) penwn Jameramu;

480. N-(5-uxuonpornit- | H-rmpazon-3-nm)-2-[4- (3-pypuin)penun Janeramu;

481. N-(5-uuxinonpormi- 1 H-mupazon-3-mm)-2-[4-(5-hopmun-3-TreHun) peHn |ane TaMu I,

482.  [5-(4-{2-[(5-muxronpormi- | H-impa3zon-3-wmm)aMuHo |-2-0kcodtin } perwn)- | H-uanon-3-unlykcyc-
HYIO KHCJIOTY;

483. 5-(4-{2-[(5-uuknonponmi- 1 H-mupazon-3-uin)aMuHo | -2-0KCo3THI } eHHUT ) TpUnTOdaH;

484. N-(5-mkonpornui- | H-mupazost-3-uin)-2-[4-(2-nupuanHe ) peHn |ale TaM U I,

485. l-anetmin-5-(4-{2-[(5-umxnonponwi- | H-nmupa3oin-3-nim)amMuno |-2-okcodTw } pernn)- | H-unmon-3-un
arerar;

486. 2-[4-(2-amuHO-4-rHAPOKCU-6-MeTHIT-S-TTHpUMUIUHIIT ) pern |-N-(S-ruknonponun- 1 H-nupazon-3-uin)
aleTamMuI;

487. N-(5-muxnonponmi- 1 H-nmmupazon-3-nm)-2-[4-(5-nupuMuanHu ) eHIIT |aeTaMuI;

488. N-(5-uxnornporni- 1 H-nupazon-3-mn)-2-[4-(2-nupuauHut ) GpeHu |anetaMu i,

489. N-(5-mmxnonpormi- | H-mmupazon-3-wmm)-2-[4-(5-HuTpo-2 -nupuInHILT ) e HII |alle TAMU T,

490. N-(5-muxnonpormi- 1 H-mupazon-3-mm)-2-[4-(6-amua0-3 - puarH ) SHII |ae TaMu T

491. N-(5-muxnonpornmi- | H-mupazon-3-mm)-2-[4-(3-nupuanHinT ) e Hn |arie TaM U I,

492. N-(5-uukmonponwi- 1 H-mupazon-3-wm)-2-[4-(3-xuHonuHU ) eHIIT |arieTaMU/T;

493. N-(5-uukmonpornwi- 1 H-mupazon-3-mm)-2-[4- (4-uzoxuHonuHWI ) peHn |aeTaMuI;

494. 5-(4-{2-[(5-uuknonpomnui- 1 H-nupa3on-3-umin)aMuHo |-2-0KcodThI } YeHHIT ) HAIKOTHHOBYIO KHCIIOTY;

495. N-(5-uuxnonponwi- 1 H-nupazon-3-nmn)-2-[4-(2-aMUHO-5-TMpUMHUIMHII) EHUI |ale TaM I L;

496. N-(5-uuxnonponwi- 1 H-nupazon-3-nmn)-2-[4- (4-nupuanHuin)peHun arneramus;

497. N-(5-uuxnonpornui- 1 H-nupa3zon-3-un)-2-[4-(5-auerun-2-trueHun )G eHn [aieraMu;

498. N-(5-muxnonponmi- 1 H-nupazon-3-nn)-2-[4-(9H-mypun-6-wmn) henn |aneramun;

499. 2-[4-(1-6en3otuen-3-un)dpennn]-N-(5-muxonponmi- 1 H-nmpazon-3-mm)aneramu;

500. 5-(4-{2-[(5-muxnonpornmi- 1 H-mupazoun-3-min)amuHo |-2-0kcoaTun } pernn)- | H-unmon-3-wun anerar;

501. N-(5-mmuxnonpormi- | H-mmpazon-3-mm)-2-[4-(2,4- tnMe TOKCH- 5 -THpIMUAIITHI ) ) HUI |arie TaMHy T

502. N-(5-mmuxmonpormi- 1 H-iipa3zon-3-mm)-2-[4-(2-xmop-3-TrueHn) heHrI |ane TaMu I,

503. N-(5-mmuxmmonpormt- | H-iipa3zon-3-mim)-2-[4-(6-Me ThI-2 -mupu ANHIIT ) (hSHI | alle TAMUAT,

504. N-(5-mmuxnonponuin- 1 H-upazon-3-wmm)-2-[4-(1 H-umunazon-5-wm) et |anetamu

505. 2-[4-(6-amuHO-5-HuTpO-3-tHpu ) Genu]-N-(5-uukmonponumi- 1 H-mupa3zon-3-wn)aneramu;,

506. N-(5-muxmonpornui- 1 H-mupazon-3-mn)-2-[4-(2,3,5,6-terpad rop-4-nupuanHu) e HI |alie TAMUT,

507. N-(5-uuxnonponwi- 1 H-nupa3zon-3-ui)-2-[4-(4-MeTiin-2-nupuiuHm ) e HII |aleTaMu

508. N-(5-uuxnonponwi- 1 H-nupazon-3-un)-2-[4-(1 H-nupazon-4-wn)penun |aneramu,i;

509. 5-(4-{2-[(5-umknonponui- 1 H-nupazosn-3-un)amuHo |-2-0KcoaTHI | heHMIT)-2-THO(HEHOBYIO KHCIIOTY;

510. N-(5-mmxnonponwi- 1 H-nupa3zon-3-ui)-2-[4-(6-MeTOKCH-2-MUpHIMHIIT) PEHII |alie TaM I L;

511, 6-(4-{2-[(5-uuxnonpormi-1 H-nupa3on-3-min)aMuHo|-2-0KcoaTHI } heHIIT ) -2 -TUPUIMHKAPOOHOBYIO
KHCJIOTY;

512. N-(5-mmuxumonpormn- | H-irpa3zon-3-wmm)-2-[4-(2 ,4- nuxnop-5-nupuMu AnHIT ) ) SHIT |alle TAMHA;

513. N-(5-mmuxmmonpormn- 1 H-mpa3zon-3-mm)-2-[4-(4-meTnn-3-TiueHnn ) O el |ae TaMu I,

514. N-(5-umknonponui- 1 H-nupazon-3-un)-2-[4-(5-dpopmun-2-dypun) herus JaieraMmu i,

515. N-(5-mmuxnonponuin- 1 H-iupazon-3-wmm)-2-[4-(6-HuTpo-3-mupuanHUN ) eHIIT |arie TAMU /T,

516. N-(5-mmuxnonponui- 1 H-iupazon-3-wum)-2-[4-(8-xuronmHwn ) peHn |ametraMu;

517. N-(5-umknonponwi- 1 H-nupa3zoun-3-ui)-2-[4-(5-MeTiin-2-nupuuHm) e Hn |ateTaMu;

518. N-(5-umknonponwi- 1 H-nupa3zoun-3-ui)-2-[4-(3-MeTin-2-nupuauHm) e HnI |ateTaMu;
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519. N-(5-muxsmonpornui- 1 H-iupa3zon-3-wn)-2-[4-(1 H-unmgon-7-wn) b eHnn | areTaMu;

520. N-(5-muxmonpornui- 1 H-iupa3zon-3-wmn)-2-[4-(6-MeTOKCH- 3 -Up U A HIIT ) S HIJI | alie TAMUT,

521. N-(5-uuknonponui- 1 H-nupa3zon-3-un)-2-[4-(2-amuHo-9H-niypuH-6-mi)penun |aneramu i,

522. N-(5-umxnonponwi- 1 H-nupazon-3-un)-2-[4-(2-metun- 1 H-unnon-5-un) henni|aueramu;

523. N-(5-umxnonponwi- 1 H-nupazon-3-un)-2-[4-(6-¢rop-3-nupuanHui ) eHn |aineTaMu;

524. N-(5-uuxnonponwi- 1 H-nupazon-3-un)-2-(4'-(aruncynbdannn)-[ 1, 1'-Ondennn]-4-nn)aueramu;

525. N-(5-muxnonponwi- 1 H-mupazon-3-un)-2-(3',4'-qumernn-[ 1,1'-6udennn]-4-un)aneramn;

526. N-(5-mmknonponwi- 1 H-nupason-3-um)-2-(4'-rugpokeu-[ 1, 1'-Oudennn |-4-um)aneramu;

527. (2E)-3-(4'-{2-[(5-umxnonponmi- | H-mupason-3-min)amuno | -2-okcodtwn } -[ 1,1'-0udennn |- 3-m)-2-
MIPOTICHOBYIO KHUCJIOTY;

528. N-(5-mmuxnonpornmi- 1 H-mupazon-3-um)-2-(3'-(tpudropmetwn)-[ 1, 1'-6udenwn|-4-mn)aneramus;

529. N-(5-tmuxnonponuin- 1 H-upazon-3-mn)-2-(4'-metun-[ 1, 1'-6udennn]-4-w)anetamu,

530. N-(5-umxnonponui- 1 H-nupazon-3-un)-2-(2'-metuncyibdanun-[ 1,1'-0udenun |-4-um)aneramu,;

531. 4'-{2-[(5-umknonpomnui-1H-nupazon-3-un)amuno]-2-okcoatuin }-[ 1,1'-6upennn]-2-kapOOHOBYIO  KH-
CIIOTY;

532. 3-(4'-{2-[(5-uuknonponmi- 1 H-nmupazo:-3-uin)amuno |-2-okcodtun }-[ 1,1'-0udennn]-4-wi) mpomnaHo-
BYIO KUCIIOTY;

533. 2-[4'-(6en3unokcn)-[ 1,1'-6ndennn|-4-wm|-N-(5-uuknonponi- | H-upa3zon-3-wmwr)aneramu;

534. N-(5-mmxnonponwi- 1 H-nupazon-3-um)-2-(2',3' -quxiop-[ 1,1'-0udenun ]-4-um)aneramu;

535. N-(5-mmxnonponwi- 1 H-nupason-3-um)-2-(3'-uzonponun-| 1,1'-6udennin]-4-un)aneramn;

536. N-(5-mmuxmonporn- | H-impa3zon-3-wm)-2-[4-(3-popmmi-2-yprn) heHnn |aneTaMu I,

537. (2E)-3-(4'-{2-[(5-umxnonponmi- | H-mupa3on-3-mr)amuno | -2-okcoatwn } -[ 1,1'-6udennn | -4-wmm)-2-
MIPOTICHOBYIO KHUCJIOTY;

538. N-(5-muxonpornui- 1 H-mupazon-3-wmn)-2-{4'-[(E)-2-aurpostenun]-[ 1,1'-0udennn]-4-u } areraMmu;,

539. 2-(4'-xnop-[1,1'-oudernn]-4-nn)-N-(5-muxmonpomni- 1 H-iupazon-3-wi)amneramu i,

540. N-(5-muxnonponuin- 1 H-upazon-3-mn)-2-(3'-metun-[ 1, 1'-6udennn]-4-wn)anetamur,

541. 2-(4'-penumn-[1,1'-oudenun]-4-wm)-N-(5-ruknonponui- | H-mupasos-3-wmi)ameramu;

542. N-(5-uuxnonponwi- 1 H-nupazon-3-un)-2-(4'-penokcu-[ 1,1'-0udenun]-4-un)aneramu s,

543. N-(5-umknonponwi- 1 H-nupazon-3-un)-2-(2'-popmun-[ 1,1'-6udennn]-4-un)aneramu;

544. 2-(3'-xnop-[1,1'-oudennn |-4-mi)-N-(5-mmkmonpomnwi- | H-mupazon-3-wn)aneramu;

545. N-(5-mmxnonponwi- 1 H-mupason-3-um)-2-(3'-popmuin-[ 1,1'-6ndennn]-4-un)aneramnz;

546. tper-Oytni-2-(4-{2-[(5-unkmonpomnmi- 1 H-mupa3omn-3-ma)amuno |-2-okcostun § permn)- 1 H-muppon-1-
KapOOKCHIIaT;

547. 2-(3'-unano-[1,1'-6udennn|-4-mi)-N-(5-mmuxmonpomni- | H-nmupazon-3-wmn)anetamus;

548. N-(5-umknonponui- 1 H-nupazon-3-un)-2-(4-nubenso[ b,d]bypan-4-uindenun)aneramu .

Coennnenns hopmynsl (I) 1 uX coar MOKHO OTYYIHTh, HAIPUMED, CIIOCOOOM, BKITIOYAIOIINM:

(a) B3auMO/JICHCTBHE COCJMHEHMS, TTpeicTaBieHHOro Gopmydoii (11)

R-COOR, (ID),
rae R sBisieTcss TakuM, Kak omnpelnesieHo Bbile, 1 R, mpeacrapisier coO00l aJKWIBHYIO TPYIILY, C alleTOHUTPHU-
JIOM B PUCYTCTBHH OCHOBHOT'O areHTa, ¢ MOJIyuYeHHEM COeAMHEHUs, peacTaBieHHoro Gopmynoii (I111)
R-CO-CH,-CN (I1I),

rze R sBisiercst TakuM, Kak ONpezesieHO BBILIE;

(b) B3aumMozeiicTBIE coequHeHMs, peacTaBiaeHHoro ¢opmyioi (III) ¢ ruxparom rugpasuHa ¢ MoIydeHu-
€M COe/IMHEeHHs], IpeJicTaBIeHHoro popmyaoii (IV)

NH

2
R/(—,\g av

N
H
rac R sBnsercs TaKHUM, KaK OIIPEACICHO BBIIIC,

(c) okucieHHe coeMHeHus, TpecTaBiIeHHoro Gpopmysoit (IV) ¢ momydeHreM coerHeHuUs, PEICTABICH-
Horo ¢opmynoii (V):

[ N v

rze R sBisiercst TakuM, Kak OMpe/IeICHO BbILIE;
(d) B3aumojelicTBue coemMHEHHs, mpeAcTaBieHHoro ¢opmynoi (V), ¢ aHTHUOPUAOM  TpeT-

OyTokcukapboonuna (Boc,0) ¢ nonyuennem coeinHenusl, npeacrasieHHoro popmyinoit (VI)
116
NO,

4 )N v
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rze R sBisiercst TakuM, Kak ONpeIesIeHO BbILIE;
(e) BoccTaHOBICHUE COENMHEHUs, mpeacTaBieHHoro Gopmysoit (VI) ¢ nomyueHnem coeinHeHUs, Mpef-
ctaBieHHOTO opmyoit (VII)

! N vy

rze R sBisiercst TakuM, Kak ONpeziesIeHO BBILIE;
(f) B3auMoneiicTBIE coequHeHNs, TpencTaBieHHoro gopmynoit (VII) ¢ coenuneHunem, npecTaBieHHBIM
¢dopmyuoii (VIII)
R;-COX (VIID)
rae X MpeAcTaBisieT co00i THAPOKCH- WK MOAXOAAIIYI0 YXOAAIIYO Ipyniny, U R, sBisieTcs TakuM, Kak ompe-
ZIEJICHO BBILIE € MOJTyCHNEM COCMHEHHS, NIPE/ICTABICHHOIO bopmymoit (IX)

A

o (o]

Py

rzae R u R| SBISIOTCS TAKUMU, KaK OIPEEIICHO BBIIIE; U

(g) runponu3 coenuHeHus, npeacTapiaeHHoro popmyinoi (IX) B kucnoii cpese, 4To0bI MOTYUUTh COCUHE-
Hue opmynsl (1), rme R u R, ABnstoTcs Takumu, Kak OIpeesieHO BHIIIE; U, €CI TpebyeTcs, mpeodpazoBaHue
MPOM3BOJIHOTO 3-aMHMHOIIMpa30Ja, mpeacrasieHHoro ¢opmynoii (I), B aApyroe nmpomsBogHOE, IPEICTABICHHOE
dhopmyioii (1) u/nnm B ero cob.

B kauecTBe aybTepHaTHBBI, COEMHEHNS, IpeicTaBiIeHHble popmynoi (I) u nx dapmareBTHUeCcKH npUeM-
JIEMBIE COJTM MOYKHO IOTyYUTh CIIOCOOOM, BKITFOUAFOIIIHM

(a) B3auMoOIeiiCTBIE COCTMHEHNS, IPEICTABICHHOTO popmyioit (IV)

NHZ
Rﬂ av

N
H

C CoeIMHEHHEM, IpencTaBieHHbIM Gopmyioit (VIII):

R;-COX (VIID)
rae R u Ry sBisiroTCs TakuMu, Kak OMPEIENICHO BhIIE, U X MPEACTABIACT COOON TUAPOKCH- WM MOIXOIAIIYIO
YXOMAIIYIO TPYIINY, IPEANOUYTUTEIBHO XJIOP WM OpOM C MOJyYCHHEM COCIHUHEHUS, MPEICTaBICHHOTO (Gopmy-

nott (X) .
N _R,
an
R N/
A

o) R,

Ix)

X)

rae R u Ry aBnsttores TakuMu, Kak onpeiesIeHO BBIIIE; U

(b) cenekTuBHBINA TUAPOIU3 coequHEHUsT GopMyibl (X) B OCHOBHOW Cpefie C MOJIyUYCHHEM COCIMHCHUS,
npezacraBieHHoro Gopmynoii (1).

B kayecTBe ajbpTepHATUBBI, COEIMHEHMS, IpecTaBiIeHHble Gopmyoii (I), u ux GapmManeBTHUYECKH IPHEM-
JIEMBIE COJIM MOYKHO ITOJTyYUTh ITyTEM B3aUMOACHUCTBUS COCIUHCHUS, IPeICTaBlIeHHOTO Gopmyoit (IV)

NHZ
/N v
RN avy
H
C COeJMHEHHEM, IIpesicTaBIeHHBIM (opmynoii (XI):
R;-COCCl; (XI),

rre R n Ry sBisitoTcs TAKMMU, KaK ONpeesIeHO BhIIIE.

B xadecTBe anpTepHATHBHI, COCAUHEHU, IpeacTaBieHHbe Gpopmymoii (I) u ux dapManeBTHYECKH IpUEM-
JIeMBIe COJTM MOKHO TOJYYHTH ITyTeM B3auMmojeicTBus coenuHerns ¢popmysl (I), toe Ry mpencrasmser coboii
4-ranoreH(peHUIALCTIIBHYIO IPYIILY, WK ero GopMbl Ha onuMepHoM Hocurene (Ib)

X X
Q\QH{Q Mﬁ{@

N—N
pol’
0] (Ib)
roe X IpeJaCTaBIsACT €000 aTOM rajioreHa, Takoro Kak 6p0M WJIU U0/, C COEIMHEHUEM (l)opMyJILI (XH)
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OH
_B. (xin
Ry “OH

rae R; mpexacrasmser coboii apwir, mpu XopoIro u3BecTHBIX yenoBmsax Cyn3yku (Suzuki) ¢ momydeHnemM coemu-
Henusi popmysl (1), roe R; npencrasisier coboit apui, uim ero ¢popMbl Ha oiumepHoM Hocutede (1b)

A\(YH R3 Y Ra
7 N—< : 7 N*< :
) A\(%
N—N ° N-N o
H Pol

) (b}

U, B Cilydae COEAMHEHHS Ha IolMMepHoM Hocutene (Ib), myTeM ero runpoimsa MocpeiCTBOM KHCIOTHOH
00paboTKH C MOJTy4YEHHEM BbIlIEyKa3aHHOTO coeuHeHus popmydsl (I).

B kauecTBe ayibTepHATHBBI, COCMHEHNUS, IpecTaBiIeHHble popmynoit (I) u nx dapmareBTHuecku npuem-
JIeMbIE COJIM MOXKHO IOJIYYUTh CIOCOOOM, BKITIOYAIOIHM:!

a) B3aumojelcTBue coequHenust Qopmynsr (I), rme R; mpeacraBnser coboi  4-rajmoreHgeHuMI-
alleTHIIBHYIO TPYIITY, WK €ro GOopMbl Ha rojrMepHoM Hocutene (Ib) ¢ MMHAKOHOBBIM CIIOKHBIM 3(UPOM AN00-
POHOBOT'O COEMHEHHMS IIpU ycIoBUIX Mustypsl (Miyaura) ¢ noimyueHuem coeanHenust popmyist (XIII) wmu ero
(hopmer Ha momumepHOM Hocutene (XIIIb)

(] (-
H ° Pol” o
B-Q B0
oan) 57<>4; (Xilib) é7<>4;

b) B3aumopueiictBue coequnennst popmyasl (XIII) umu ero popmsl Ha nonumepHoM Hocurene (XIIIb) ¢ co-
enuaeHneM (opmyns (XIV)
R;X (XIV),
rae R; mpencrasisier coboit apwit, 1 X TMpeACTaBisieT cOO0H OpOM WM MO/, ¢ TIOTYYeHHEM COeINHEHHS GopMy-
et (1), tie Ry mpencrasnsier co6oi apui, uin ero Gopmbl Ha ToMMMepHOM HocuTene (Ib)

) (ib)

) u, B clly4ae coeTMHeHHs Ha nonmMepHoM Hocurene (Ib), myTem ero ruznposinza nocpeacTBoM KUCIOTHOH
00pabOTKH C MOTyYeHNEM BhIIIeyKa3aHHOTO coequHeHus popmysr (1).

Kak Oyzmer srerko moHsTh, eciu coequaeHus Gpopmyisl (1), moaydeHHBIE IO TIOOOMY M3 BBIIICONHCAHHBIX
croco0oB, MOITyJaloT B BUIE CMECH M30MEPOB, UX pa3ZelicHHe Ha OTIeNbHbIe m3oMepsl popmyinsl (1) mocpenct-
BOM OOILIETIPUHATHIX METOAOB HAXOJUTCS B PAMKaX HACTOSILETO H300PETEHMS.

CxoaHBIM 00pa30M, B paMKax HACTOSIIEr0 H300pETEHHS HaXOAUTCS TaKXKe MPeoOpa3oBaHue B CBOOOIHBIC
coenuHenus popmysl (I) COOTBETCTBYIOLIMX UM COJIEH.

BzanmopeiictBue coepnnenust ¢popmyist (1) ¢ nomxydenuem coenuuenust popmyisl (I11) moxer nposo-
JUTBCA € aH€TOHUTPUIIOM U OCHOBAHUEM, TAKUM KaK 'MAPHUJ HATpUd, B NOAXOAAIICM paCTBOPUTEIIC, TAKOM KakK
JVDTHIIOBBIA 3dup, TeTparuapodypan, TUOKCaH, IPU TeMIepaType, HaXoIIelcss B MpeAenax OT KOMHAaTHON
TemnepaTypsl 10 120°C.

BzanmopeiictBue coenunenust gpopmyssl (I1I) ¢ nomyuennem coenunenus ¢opmynst (IV) npoBoautes c
THIPAaTOM THIpa3vHa, B TAKOM PAaCTBOpPHUTENE, KAK METAHOJI WM 3TAHOJI, IIPU TEMIIepaType, HaxoJsIleics B
mpezenax oT KOMHaTHOU Temriepatypsl 1o 80°C.

BiammopetictBue coemuaenus popmynsl (IV) ¢ momydennem coenuaerns Gopmyist (V) MpOBOIUTCS C OK-
coHOM® (0xon®; MepOKCUMOHOCYNB(GAT KaJHs) WIH JPYTUM OKUCIUTENeM, TIPH TeMIIepaType, HaXoIsIencs B
npenenax ot 0°C 10 KOMHaTHOM TEMIIEPATYPHI.

B3aunmopeiictBue coequnenus popmysl (V) ¢ nonyuenuem coeaunenus: popmydst (VI) npoBomurcs ¢ aH-
THIAPUIOM TPET-OyTOKCHKapOOHMIA B MOAXOSIIEM PACTBOPUTEIIE, TAKOM KaK CMECH METHIICHXJIOPHI-BOJA IPU
KOMHATHOW TeMIeparype.

BzanmopeiictBue coeaunenus: Gpopmyinsl (VI) ¢ monyuenuem coenunenus dpopmyist (VII) moxer mposo-
JUTHCSI HETIOCPEACTBEHHO C BOJIOPOAOM B MPUCYTCTBHU KaTalM3aTopa, TAKOr0 KakK NajulaJnii Ha yrie, B MOAXO0-
JUIILEM PacTBOPUTEINIE, TAKOM KaK METaHOJI WM 3TaHOJI, IIPU KOMHATHOH TeMIiepaType.

BzanmopeiictBue coennnenus ¢popmyist (VII) ¢ coenunennem ¢opmynsr (VIII), rae X npencrasisier co-
6011 THAPOKCUTPYTITY, IPOBOANTCA B IPHUCYTCTBHH CBS3BIBAIOIIETO areHTa, TAKOTO Kak, B YacTHOCTH, KapOo-
IUAMAL, Hampumep, 1,3-aunukinorekcunkapOoomuumu, 1,3-mumsonponunkapbonuumun Wi 1-(3-guMeTni-
AMHHOIIPOIINII)-3-3THIKapOOJUUMU, B TIOAXOAAIIEM PACTBOPUTENE, TAKOM KakK, HAPUMEp, JUXJIOPMETaH, XJI0-
pobopm, TerparuapodypaH, IUITHIOBBIA 3dup, 1,4-mMOKCaH, aleTOHUTpWi, Toimyon wid N, N-
JTuMeTIpopMaMu, TIPH TEMIIepaType, HaXoAsdIIecs B mpenenax npuMepHo ot -10°C mo temmepatypsl Kure-
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HUS ¢ OOpPaTHBIM XOJOAMIBHUKOM, B TEUEHHE MTOIXOAIIETO BpEeMEHH!, HanpuMep, mpumepHo ot 30 MuH 10 96 4.
Bsanmopeticteue coenunenns ¢hopmynst (VII) ¢ coenunennem dopmynst (VII) MoxeT Takke MPOBOIUTHCS C
UCTIONIb30BaHUEM CBSA3BIBAIOIIETO areHTa Ha MOJIMMEPHOM HOCHUTENE, TAKOTO KaK JUIMKIOTeKCHIKapOOANUMUL
Ha HOJIUCTHPOJIOBOM HOCHTEIIE, B MOJIXOISIIEM PACTBOPUTENE, TAKOM KaK METHUJICHXJIOPHI, XJIOPO(POPM, THOK-
caH, auetoHuTpui, N,N-numermidpopmamus, Terparuapodypas, npu KOMHAaTHOW TEMIIEpaType B T€UEHHE Bpe-
MEHHM B uHTepBase oT 12 10 96 u.

Bsanmopeticteue coenmuenneM gopmyibl (VII) ¢ coemunenuem dopmynst (VIII) moxer Takxke mpoBo-
JUTHCSI, HAIIPUMEpP, METOJIOM C HCIIOJIb30BaHUEM CMEIIAHHOTO aHTMIPHUIA, C MCIOJIb30BaHUEM AIKWIXJIOP(Op-
MHara, TaKOro KaK 3THI-, U300y THII-, 1 H30NPONMIXJIOPGOPMHUAT, B IPUCYTCTBUU TPETHYHOTO OCHOBAHMUSI, TAKO-
ro Kak TpudTwiIaMuH, N,N-IUH30NpONI3THIAMAH WIN MTUPUANH, B MOIAXOSIIEM PacTBOPHUTEINE, TAKOM Kak,
HaTpuMep, TOIYOJ, AMXJIOpPMETaH, XiopodopM, TerparuapodypaH, areTOHHTPHUI, AWITHIOBBIA 3¢up, 1,4-
muokcad win N,N-auMerundopMaMui, TpH TeMIIepaType, HaxoIsmencss B mpeaenax npuMepHo ot -30°C mo
KOMHATHOM TEMIIEPATYPBI.

B3anmopeiictBue coeaunenuns: Gpopmysbsl (IX) ¢ nmomydenunem coeamuenust gopmynst (I) moxer mpoBo-
JUTHCS C KHCIIOTOM, TaKoil Kak TpU(TOPYKCYCHAsI KUCIIOTA, XJIOPUCTOBOJOPOIHAS KMCIIOTa, MypPaBbHHAs KUCIIO-
Ta, B TIOJAXO/SIIEM PACTBOPUTEIE, TAKOM KaK METHIICHXJIOpU, NPU TeMIepaType, HaxoAsuleics B npeaeaax oT
10°C 10 KOMHaTHOM TeMIepaTyphbl.

BzanmopeiictBue coequnennst popmyisl (IV) ¢ coennnennem dopmynst (VIII), rae X nmpeacrasiser co-
0011 MOIXOIAIYI0 YXOASIIYIO TPYIITY, MOXKET IIPOBOJMUTLCS B MIPUCYTCTBUH TPETHYHOTO OCHOBAHUS, TAKOTO KaK
TpuaTIIIaMKH, N-MeTriaMopdonarH, N,N-IUu30mponmsTHIaMUH WIN MUPUANH, B OAXOASAIIEM PacTBOPHTEIE,
TaKOM Kak TOJIyOJI, JUXJIOPMETaH, XJI0po(opM, AUITWIOBBIH 3¢GHp, TeTparuapodypaH, aleTOHUTPUI, AUOKCAH
i N,N-muMeTrndopMaMu, TIpu TEMIIepaType, Haxoasmiecs B mpeaenax npumepHo ot 10°C mo Temmepary-
PBI KUTICHHSI ¢ OOpaTHBIM XOJIOAWIBHUKOM. B3amMoneticteue Mexny coeguHeHneM ¢opmyisl (IV) u coennne-
HueM ¢opmyiisl (VIII) Takke MOXKeT IPOBOAUTHCS B IPUCYTCTBHH TPETHYHOTO OCHOBaHHS, CBSI3AHHOTO C TIOJIHU-
MEPHBIM HOCUTEIIEM, TAKOTO KaK CBA3aHHBIH C HOIUCTUPOJIOM N-MEeTHIMOP(OINH, B MOIXOAAIIEM PaCTBOPHTE-
Je, B YaCTHOCTH, B TONyOJle, JUXJIOpMETaHe, XJIopodopme, IUITUIOBOM ddupe, TeTparuapodypaHe, aleTOHUT-
puite, muokcane win N,N-mumerwidopmamuie, Mpu KOMHATHOW TeMITEpaType.

BzanmogeiictBue coenunenust hopmyiisl (X) ¢ nonyuennem coequnenust Gpopmyiist (1) MoxkeT MpoBOAHUTH-
Csl C OCHOBaHUEM, TaKUM KaK THJIPOKCHJ HaTpHs, THIPOKCHI Kaius, KapOOHAT HATPUs WIK KapOOHAT Kajus, B
MOJXO/ISIIIIEM PacTBOPHUTEIIE, TAKOM KaK CMECh METAaHOJIA MM 3TaHOJIA C BOJAOH, IPH KOMHATHON TeMIlepaType.
BsanmoneiictBue coeanHenus ¢opmyisl (X) ¢ nosydeHueM coenuHeHus Gopmydnsl (I) Taxke MOXeT MpoBo-
JUTHCS C UCHONBb30BAaHNEM TPHUCAMHHA, CBA3aHHOTO C MOJIMCTHPOJIOM, B KAYECTBE OCHOBHOTO areHTA.

Bianmopeticteue coeaunenust hopmynst (IV) ¢ coemuaernem popmymst (XI) ¢ morydeHreM coeTUHEHHS
¢opmynsr  (I) MoXeT TPOBOIUTBECA B TNPHCYTCTBHM OCHOBAaHMSA, TakKOro Kak TpudTHiaamuH, N,N-
JUU30NPONHIITHIAMUH, N-METHIMOP(OIINH, B IOAXOAAIIEM PACTBOPUTENE, TAKOM KaK alleTOHUTPHII, AUOKCaH,
terparuapodypan, aumerniadopMamMu, py TeMIlepaType, HaXOoMAIIeHcst B MpeAesax oT KOMHATHOH TeMIiepa-
TYpPBI 10 TEMIIEPATYPhI KUIIEHUSI C 0OPAaTHBIM XOJIOAUIBHUKOM.

BzanmopgetictBue coenunenus ¢opmyisl (I), roie R, npexacraBnsier coboit 4-ranorenpeHnnaneTu, ¢ co-
enuHenueM ¢opmynsl (XII) ¢ nomyuenumem coemuuenust gopmyisl (I), rae R; mpencrasiser coGoit 4-
apWIPCHUIALETHII, MOXKET MPOBOJUTHCSA B IPUCYTCTBHH OCHOBaHUs, Takoro kak CsF, Na,CO;, K,COs, u kaTa-
nmm3aTtopa, Takoro kak Pd(PPhg),, PACl, (PPhs),, Pd(OAc),/PPh; B momxopsimeli cMecH pacTBOPUTENCH, TaKUX
KaK JMMETOKCHUATWIICH W METaHOJ, JAWOKCaH, TeTparnapodypaH, JTUMETOKCHITaH, IIPU TEMIIepaType, Haxo.s-
IIeiics B mpeenax OT KOMHATHOHW TeMIEepaTyphl 10 TEMIEPaTyphl KUIICHNSI C 00PAaTHBIM XOJIOAMIBHUKOM.

Biammopneticteue coemunenus ¢popmydsl (1), roe R, mpencrasiser coboif 4-ramoreHpeHMIaNETHI, C TTHHA-
KOJIOBBIM 3(pHpOM THOOPOHOBOM KHCIOTHI C mMorydeHneM coeauHeHus Gpopmyisr (XIII) MoxeT mpoBOIUTECS B
MPUCYTCTBUHM OCHOBAHWUSI, TAKOTO KaK aleTaT Kajws, TPUITWIAMHUH, U KaTanu3atopa, Takoro kak PdCl, (mude-
aundochunadeppouen), PACl, (PPh;),, B mogxomsieM pacTBOpUTEIIE, TAKOM KakK AUMETHI(OPMAMHUI, TUOKCAH,
JUMETHICYTb(OKCHUI, AMMETOKCUAITAH, allETOHUTPWII, IPU TEMIIEpaType, HaxoAsIeiica B Ipeiesax OT KOMHAT-
HOHM TeMIepaTypbl 0 TEMIIEPATYPbI KUIIEHUS] ¢ 0OPATHBIM XOJIOAMILHUKOM.

BzanmopeiictBue coenunenus ¢opmyinsl (XIII) ¢ coenunennem dopmyiisl (XIV) MoxeT MpoBOAUTHCS B
MPUCYTCTBUM MOAXOSIIETO Karanu3aropa, Takoro kak Pd(PPh;),, PACI, (PPh;),, u K;PO,4, K,CO;, Na,COs, B
MOJXOSIIIIEM PACTBOPHUTEIE, TAKOM Kak JUMETHI(GopMaMu, THOKCaH, TeTparuapodypaH, IMMETOKCHITAH.

Coenunenus ¢popmyisl (I) 1 mpomexyTouHbIe TPOLYKTHI ISl UX MOJY4YeHHs B BUIE POPM Ha IOJINMEPHOM
HOCHTEJIE MOTYT OBITh JIETKO MOJy4Y€HBI COIJIACHO MPUHSITHIM CHOCO0aM, M3BECTHBIM B JaHHOH 00iacTH; cM.,
Hanpumep, Tetrahedron Letters 38 (15), 2629-2632 (1997).

CxomHBIM 00pa3oM, Mpeodpa3oBaHUE ITHX CBSA3aHHBIX C MONUMEpOM (GOpPM B CBOOOIHBIC COSIMHEHHS
MPOBOANTCS COTIACHO MPHUHATHIM MPOLEAYPaM KUCIOTHOTO THAPOIIH3A.

Tawoke HeoOs3aTenpbHOE Npeodpa3oBaHue coeaunenus: ¢popmyisl (I) B apyroe coeaunnenue Gopmysisl (1)
MOJKET MPOBOAMTHCS U3BECTHBHIME criocobamu. Heobs3atensHoe oOpazoBanue comu coenuHeHus dopmyisl (1)
WY TIpeoOpa3oBaHUE COIM B CBOOOJHOE COSANHEHNUE, A TAKKE PA3JIEIICHNE CMECH N30MEPOB Ha OTAEJIbHBIC H30-
MepBbI, MOXKET IPOBOJIUTHCS 00IICOOIENPUHATHIMU CIIOCOOAMH.
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Coenunenus popmyn (II), (VIII), roe X npencraiser codoi rHAPOKCH- WIH yIAISEMYO TPy, Kak Ofl-
peneneno Boie, (XI), (XII) u (XIV) u3BecTHBI MK MOTYT OBITh IOJTyYeHB! OOIENPUHATHIME CIIOCOOAMH.

[Ipu momyyennn coepnnenni popmyisl (I) HeoOs3aTenpHBIE (PYHKIMOHANBHBIE TPYIIIBI KaK B UCXOJHOM
NPOJYKTE, TAK U B €ro MPOMEKXYTOYHBIX MPOJIYKTaX, KOTOPbIE MOTYT BBI3bIBaTh HEXeJaTelIbHbIE TTOO0YHBIE pe-
AKIUH, MPEAMNOYTHTEIBHO 3aIMIIAIOTCS OOMICTPUHATHIMEA crioco0aMu. CXOIHBIM 00pa3oM, mpeodOpa3oBaHUE
J9THUX 3alllUIICHHBIX CO@I[I/IHCHI/Iﬁ B CBO6OI[HbIe COCIMHCHUSA C YAAJICHHBIMHA 3alllUTHBIMU I'pyHNIiaMyu MOXKET ITPO-
BOJIUTHCS COTJIACHO XOPOIIO M3BECTHBIM HPOLETypaM.

DapMaKoJI0rus

Coenunenust popmyisl (I) akTuBHBI Kak MHIHOUTOPHI cdk/IMKIIMHA, TOCKOJIBKY OHU JAIOT ITOJIOKHUTEIb-
HBIE PE3YJIbTATHI IIPH TECTHPOBAHUH TI0 CIEIYIOIIEH MpoIeIype.

WNHrubuTopHyr0 akTUBHOCTH MPEAIoNaraeMbiXx HHTHONTOpoB cdk/IuKimHa, U ciily eHCTBHS BBIOpaHHBIX
COEIMHEHUI Ompenessuii Coco0OM aHalN3a, OCHOBAaHHBIM HA HCIOJB30BaHUH 96-1yHOUHOTO IUaHmeTra Mul-
tiscreen PH (Millipore), Ha JHO KaX[0# JIyHKH KOTOpOro romelneHa (ocdouemnironoznas GpuibTpoBaiibHas 0y-
Mara, oOecleunBarolias CBSA3bIBAHWE IIOJIOKUTENBFHO 3apsDKEHHOTO cyOcTpaTa IOcie CTaadd TPOMBIB-
KU/ (UIbTPaLIUH.

[Tpu nepeHoce ¢ MOMOILBIO CEPHHOBOH/TPEOHUHOBOM KMHA3bI PaJMOaKTHBHO MeueHHOW (ochaTHOU rpyI-
bl Ha CBSI3aHHBIN C (l)l/lﬂprOM THUCTOH UCITYCKAaCMOC M3JTYYCHUE U3MEPATIN B CHUHTUIAIUOHHOM CYETYHKE.

Amnanu3 nHruonpoBaHus akTUBHOCTH ¢dk2/ MKiIMHA A TIPOBOJVIIM MO CIIETYIOLIEMY IPOTOKOITY:

KnHa3Has peakuus: 1,5 MkM cybcerpara rucrona HI, 25 MmxM AT® (0,5 mxKu P33g-AT®) , 10 Hr kom-
wiekca nukinH A/cdk2, 10MkM unruburopa B koneuHoMm oobeme 100 mxia O0ydepa (TRIS HCI 10 MM pH 7,5,
MgCl, 10 MM, 7,5 MM TT) moGaBisimn B Kaxayro JyHKY 96-myHOUHOTO 1ianmiera ¢ U-o0pa3abM gHOM. [lo-
cie 10 muH naKyOannu npu 37°C peaxiuro octanaBimuBany 20 mxn DTA 120 mM.

Ces3piBaHUe: U3 KXo JTyHKH ieperocw 100 mxir B moranmer Multiscreen, 9ToOBI TO3BOJHUTE CyOCTpa-
Ty cBsi3aTbes ¢ (ocoeunono3HpiM GUIbTPOM. 3aTeM IUIaHIIeThl OTMbIBANIK 3 pa3a 150 mkn/nyHky PBS, e
cogepkaiero Cat+/Mgt++, 1 GuiibTpoBau mocpeacTBoM cucTeMsl GribTpanuu Multiscreen.

Herexuusi: GpunbTpbl BeicyinBany npu 37°C, 3atem pobasisuin 100 MKI/ITyHKY CHMHTHUISTOpPA, U POBO-
JIAITH TETEKIMI0 MedeHHOoro 33P rucToHa myreM cueTa paauoakTuBHOCTH Ha npubdope Top-Count.

Pe3ynbraThl: JaHHBIE aHATM3UPOBANIN M PEICTABIUIN B BUE % WHrUOMPOBAHUS [0 OTHOIICHHIO K OOILEH
akTuBHOCTH (hepmenTa (=100%).

Bce coeaunenns, npossisitomne nHruouposanue >50%, aHAIN3UPOBAIN JlaJiee C LENIBI0 U3YYEHHS U Oll-
peneseHnst KHHeTHYecKoro npoduis naruduropa yepes pacuer Ki.

[IpumMeHsieMbIi IPOTOKOI OBLT TEM K€, 9TO OMKCAaH BhIe, KpoMe KoHIeHTpanmnid AT® u cyberpaTa. Kon-
nerTpanud AT® u ructona Bapsuposanu: 4, 8, 12, 24, 48 MxM st AT® (comepKuT MPONOPIHOHATIHHO pa3Be-
nennbiii P33g-AT®) u 0,4, 0,8, 1,2, 2,4, 4,8 MKM 7151 THCTOHA HCIIONB30BANN MIPH OTCYTCTBHH M TMPUCYTCTBUH
JIBYX Pa3HBIX, JOJDKHBIM 00pa3oM BBHIOPAHHBIX KOHIIEHTPAIMK HHTHOUTOPA.

OKcIieprMeHTaIbHBIE JaHHBIE aHAIM3UPOBAIN MTOCPEICTBOM KOMITBIOTEpHON mporpammsl «SigmaPloty ¢
1esnpio onpeneneHus Ki ¢ ucmons30BaHreM ypaBHEHUS CIy9aliHOW CHCTEMBI ABYX PEareHTOB:

Vmax (A) (B)
AKAKB
V=

1+ (A) + (B) + (A) (B)
KA KB aKAKB
rae A =AT® u B =rucron HI.

Kpome TOro, HHTHOUTOPHYIO aKTUBHOCTH IMPEIIOIAraéMbIX HHIHONTOPOB cAK/IUKIIMHA U CHTy HEHCTBHA
BBIOPAHHBIX COSAMHEHHH ONpPEAETISUIN ¢ UCTIONBb30BaHNEeM criocoba aHanmm3a, ocHoBanHoro Ha SPA (Scintillation
Proximity Assay) B 96-IIyHOYHOM IUIaHIIETe. AHAIM3 OCHOBAaH HA CIIOCOOHOCTH IOKPHITHIX CTPENTABUAHMHOM
rpanyn anst SPA 3axBaTbiBaTh OMOTHHUIIMPOBAHHBIA MENTHII, MPOUCXOAAMIMN U3 caiita dochopunnpoBaHus
THCTOHA.

[Tpu nepeHoce ¢ MOMOILBIO CEPUHOBOM/TPEOHUHOBOM KHHA3bI PaJHOAKTUBHO MeueHHOW (ochaTHOU rpyIi-
IIbI Ha 6HOTHHHHHpOBaHHbII>1 NnenTru] ruCToOHa UCITYCKa€MOC U3ITYUCHUC UBMEPATIN B CHUHTUIAIUOHHOM CUCTYU-
Ke.

Amnanu3 nHruOupoBanus akTuBHocTH ¢dkS5/ p25 mpoBomMIIH 1O cieayloleMy npoTokoiy; KunasHas peak-
must: 1,0 MkM OnoTHHUIMpOBaHHOTO MenTuaa ructona, 0,25 mxKu P33g-AT®, 4 aM komimiekca cdk5/p25, 0-
100 MxM unrnéuropa B koneunom oowveme 100 Mk 6ydepa (Hepes 20 MM pH7,5, MgCl, 15 MM, 1| MM JITT)
OOABIBIIN B KaXIYIO JIYHKY 96-myHOYHOTO TuiaHmeTa ¢ U-oOpa3ueM gHOM. [Tocrme 30 MuH MHKyOammu mpw
37°C peakmuro ocranaBimuBaiy qodasiearneM 500 Mxr rpanyn SPA B ocdarHO-coneBom Oydepe, comepramieM
0,1% Triton X-100, 50 M AT® u 5 MM DO/ITA. I'panynam raBaiau ocecTb, U ONPENENSUIN PAaANOAKTHBHOCTS,
BKIIFOUCHHYIO B MeueHHbIe 33P nentuapl Ha COMHTWILIINOHHOM cuetdnke Top Count.

Pe3ynbTaThl: JaHHBIC aHATM3UPOBAIIN U MPEJCTABIIAIN B BUAE % MHIMONPOBAaHUS, UCTIONb3Ys GOPMYIIy:

100x(1-(aeusBectHOC-(hoH)/(hepM.KOHTPOIBb-(HOH)),

3nauenus [C50 paccunThIBaIM C MCIOJIb30BAaHUEM BapHallMK JIOTApHU(PMUUECKOTO yPaBHEHHS C YETHIPbMS
napaMeTpamu:
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Y =100/[1 + 10" {(LogECS50 - X)*naknon}],
rae X = log(MkM) u Y=% uHruOupoBaHusi.

ITostomy coennnenus popmyisl (I) MOTYT HCTIOIB30BaThCS IS IOAABICHUS HEPEryIupyeMol npoiude-
palur OIMyXOJICBBIX KJIETOK, CJI€AOBATC/IbHO, IJId TCpalluu MPpH JICUCHUHN PaA3JIMYHBIX onyxonei&, TaKuX Kak, B
YaCTHOCTH, KaplIUHOMbBI, HAIPUMEP, KapIIuHOMA MOJIOYHON JKEJIE3bI, KaplIMHOMA, KapIIuHOMa MOY€BOTI'O ITYy3bIps,
KapuyHOMa TOJICTOTO KHUINCYHHUKA, OIMYXOJHU SHAOMECTPUA U ANYHUKOB, CAPKOMBI, HAIIPUMEP, CAPKOMbBI MATKHUX
TKaHEeH ¥ KOCTH, ¥ TeMaTOJIOTHYECKHE 3]I0KaYeCTBEHHBIE COCTOSTHUS, KaK, HallpuMep, JTeHKeMHH.

Kpome Toro, coequnennst popmyist (I) Takske MOTYT MCHONB30BAaThCS MPH JIGYEHUH APYTHX HapyLICHUH
KJIETOYHOH nponudeparyy, Takiux Kak rcopuas, npoiaudepanys IiIaJKOMBIIIEYHBIX KJIETOK COCYI0B, aCCOLHMHU-
POBaHHAs C aTEPOCKIIEPO30M H HOCIEXUPYPTUUECKHE CTEHO3 U PECTEHO3, U IIPU JEUCHUH 00Je3HN AnbLreime-
pa.

CoenuHeHHs IO HACTOSIEMY H300PETEHHUIO MOTYT Ha3HAYaThCsI KAK B BUZE OTACIBHBIX CPEJCTB, TAK, Allb-
TEpPHATUBHO, 1 B KOMOMHALMK C M3BECTHBIMH IPOTHBOPAKOBBIMU CIIOCOOAMM JIEUEHHS, TAKUMH KaK, pagualu-
OHHasl Tepanus WM XUMHOTEPANEeBTUYECKUI PEXUM B KOMOMHAIMU C IIUTOCTATUYECKUMHU WM IIUTOTOKCHYE-
CKUMH CpCACTBaMHU, aHTI/l6l/IOTI/IKOHO[lO6HI)IMI/I Cpe€acTBaMu, aJIKWIHMPYIOMIMMU CpPEACTBAMU, CPCACTBAMU-
aHTl/IMeTa6OJ]l/ITaMI/I, TOPMOHAJIBHBIMU CpE€ACTBAMU, MUMMYHOJIOTHUYCCKUMU CPE€ACTBAMU, I/IHTep(l)epOHOHOILO6-
HBIMH CPEACTBaMHU, MHTHOWTOpaMH LMKJIOOKCHreHasbl (Hanpumep, mHruOuropamu COX-2), mHrubuTopamu
MaTPHUKCHBIX METAJUIONPOTEa3, HHTMONTOpaMH TeJoMepasbl, MH'MOMTOpaMH TUPO3MHOBBIX KMHA3, CPEACTBAMU-
AHTHAroOHUCTaMHM penenTopoB ¢akTopoB pocra, anTH-HER cpencrBamu, antu-EGFR cpencreamu, cpeacrBamuy,
JIEUCTBYIOIIMMH IIPOTUB aHTHOTeHe3a, HHIHOUTopaMu (apHe3wI-TpaHcdepassl, HHTHOUTOPaMH IyTH TPAaHCIYK-
un curHaia raf-raf, ”HTHOUTOpPaMH KIETOYHOTO IUKJIA, APYTUME HHrHONTOpaMu cdk, TyOyITHHCBS3BIBAIOIINMUA
CpeAcTBaMHU, MHTHOUTOpaMH Tomou3omepassl 1, narnontopamu Tononsomepassl 11, n Tomy nmogobHoe.

B kauectBe npumMepa, COeAMHEHUS IO U300PETEHHIO MOTYT Ha3HAYaThCsl B KOMOMHAIMY C OJHUM WK 00-
Jiee XUMHOTEPANeBTUUYECKIMHU CPEJICTBAMH, TAKMUMH KaK, B YaCTHOCTH, TaKCaH, IPOU3BOJHbIC TaKCaHA, WHKAIl-
cynupoBaHHble TakcaHbl, CPT-11, mpon3BoaHbIe KAMIITOTENMHA, TJIMKO3KUIbI AHTPALMKINHA, HAIPUMED, TOKCO-
pyOHIMH, MAapyOULIH, SIMUPYOUIINH, STOMO3M I, HABeIOWH, BUHOIACTHH, KapOOIUIaTHH, HUCIUIATHH, YCTPaMy-
cTHH, neiekoken0, Sugen SU-5416, Sugen SU-6668, Herceptin, u ToMy mogo0HOe, HE00sA3aTEIBHO C UX JIAIIO-
COMHBIMH KOMIIO3UITUSIMMU.

Takue KOMOMHHUPOBAHHBIE POIYKTHI, €CJIM OHH COCTABJISIIOTCS B BUJIE (PUKCHPOBAHHOW JO3BI, 3aJeHCTBY-
10T COEIMHEHHS JAHHOTO N300peTeHNs B paMKax WHTEpBaa JO3UPOBKH, OIMCAHHOTO HIXKE, U Ipyroe apMaxo-
JIOTHYECKH aKTUBHOE CPEICTBO B paMKax yTBEP KICHHOI'O HHTEPBajia JO3UPOBKH.

Coenunennst ¢opmynsl (I) MOTYT HCIOTB30BATHCS MOCIEAOBATENFHO C M3BECTHBIMHU NPOTHBOPAKOBBIMH
CpeACTBaMH, KOTa KOMOMHUPOBAaHHAS! KOMIIO3UIINS SIBIISIETCS] HEIPHUEMIIEMOH.

Coenunenns Gopmynsl (1) mo HacTosmEeMy H300pETEHHIO, TIOAXOIAIINE U BBEACHUS MIICKOTUTAOIINM,
HalpuMep, YeI0BEKY, MOTYT BBOJUTHCS OOBIYHBIMU IYTSIMU M B JO3UPOBKE, BEJIMYMHA KOTOPOH 3aBHCUT OT BO3-
pacrta, Beca, yCIOBHUH KHU3HU NMAIUEHTa U IIyTH BBEICHHUS.

Hanpumep, nmoaxonsmasi J03UpOBKa, aJanTHPOBAaHHAS Ul MEPOPAILHOTO BBEACHHS COEANHEHUs (hopmy-
ael (1), moxker uamensTbes ot 10 go mpumepHo 500 mMr Ha 103y, oT 1 10 5 pa3 execyrouno. CoOeIUHCHHUS 10
N300pETEeHHI0 MOTYT BBOJHUTHCS B Pa3IMYHBIX JIO3UPOBAHHBIX (JOpMax, HaIpUMep, epopaibHo B popme Tadiie-
TOK, KaricyJ, TabJETOK, MOKPBITHIX CaXapoOM WJIM IICHKOW, XHJKHX PACTBOPOB HMIIM CYCIIEH3Ui; PEKTaJIbHO B
(hopme CyNIo3uUTOpHEB; MApEHTEPAILHO, HAIIPUMEp, BHYTPUMBIIIEYHO WM ITyTeM BHYTPUBEHHOW W/WIM BHYT-
PUTEKAILHOM W/WIM BHYTPUCTIMHAIBHOW MHBEKIIMU WM HHDY3HH.

Hacrosmee m3o0perenue Taxke BKIOYAET (GapMalieBTHUECKHE KOMITO3MINH, BKIIOYAIOUINE COSJANHEHUE
tdopmyms (I) wm ero gapmaneBTHIECKH PUEMIIEMBIE COJIM B aCCONUAINH C (apMaeBTUIECKA MPUEMIIEMBIM
HAIOJTHUTENEM, KOTOPBI MOXET OBITh HOCHUTENIEM HIIH pPa30aBUTEIIEM.

dapMareBTHUECKHE KOMITO3ULUH, COIAEPKAINE COSTMHEHHS M0 M300pETeHNI0, OOBIYHO MOIydaroT, Clle-
Ilysl IPUHATHIM CIIoco0aM, ¥ BBOAAT B (hapMaLleBTUUECKU ITPUEMIIEMOH GopMme.

Hampumep, TBepabie nepopaibHble GOPMBI MOTYT COEPKATh, COBMECTHO C AKTHBHBIM COSIMHEHUEM, pa3-
6aBuTenH, HAPUMED, JIAKTO3Y, AEKCTPO3y caxaposy, caxaposy, LEJUII0N03y, KyKypy3HbIH Kpaxmal Win KapTo-
(I)eHbeIﬂ KpaxMmaJi; CMa3Ku, HaAIIpuMeEp, JUOKCUI KPEMHUs, TaJIbK, CTCAPUHOBYIO KHUCJIOTY, CT€apaT Marius Wjin
KaJIbLHsI ¥/WJIN MOJMATHIICHTIIMKOIIN; CBSA3BIBAIOIINE CPE/ICTBA, HAIIPUMEp, KpaxMalbl, ITyMMUapaOuK, jKelaTHH,
METWIILEIUTION03Y, KapOOKCHMETWIILEIUTION03y WM HOJWBUHWIIIUPPOIUIOH; JIE3UHTETPUPYIONINE CPEJCTBa,
HarpuMep, Kpaxmal, albI'MHOBYIO KUCIIOTY, JIbITMHATHI MM KPaXMaJIbHBIA TIIMKOJISAT HATPUS; MIMIYYHEe CMECH;
KPaCHUTENH; MOJICIIaCTUTENN; CMaylBAIOLINE CPEACTBA, TAKHE KaK JICHUTHH, ITOJIMCOpOaThl, Iaypruicyab(aTsl; u,
BOOOIIE, HETOKCHYHBIE U (hapMAKOJIOTHYECKH HE AKTHBHBIC BEIECTBA, MCIOJIb3yeMble B (papMareBTHUECKHX
KOMITO3HLMAX. OTH (hapMaleBTUIECKUE IPETapaThl MOTYT MPOM3BOANTHCS M3BECTHBIM CIIOCOOOM, HarpuMmep,
MIOCPEACTBOM TIPOLETYP CMEIIMBAHUS, TPaHyJIMPOBAHMS, TAOIETUPOBAHUS, MOKPBITHS CaXapoM HIIM MOKPBITHS
IUIEHKO.

XKunkue nucmepcuu Al MEPOPAIBHOTO BBEACHHS MOTYT MPEACTAaBISITH COOOW, HApHUMEp, CHPOIIBI,
SMYJIbCHH U CYCIICH3UH.

Cuporsl MOTyT coepKaTh B KaueCTBE HOCHTEJIeH, HalnpuMmep, caxapo3dy WM caxapo3y C TIIHLEPUHOM,
W/WJIA MaHHUT U COPOUT.
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CycrieH3un 1 3MyJIbCHH MOTYT COJIEpKaTh B KaUeCTBE HOCHUTENEH, HallpUMep, HaTypalbHY0 CMOIy, arap,
aJIbT'MHAT HATPUsl, NEKTHH, METWILEIUIION03Y, KAPOOKCHMETUIILIEIUTION03Y WIIN TTOJMBUHIIIOBBINA CIIUPT.

CyclieH3un Uiy pacTBOPBI AJsI BHYTPUMBIIIEYHBIX HHBEKLIUI MOTYT COIEp>KaTh, COBMECTHO C aKTUBHBIM
coelMHEHUeM, (apMaleBTUYECKH MPUEMJIEMbIH HOCHTEINb, HAlpHUMEpP, CTEPUIIBHYIO BOJY, OJIMBKOBOE Macilo,
9THJIONEAT, TJIUKOJIH, HAIPpUMeEp, MPOMWICHIJIMKOIb U, €CIH TpeOyeTcs, MOAXOAsIIee KOJINYECTBO JINAOKAHA
THAPOXJIOPHJA.

CycneH3nu Wi pacTBOPHI U1l BHYTPUBEHHBIX HHBEKIMH WM MHQY3HM MOTYT COAepKaTh B KadyecTBE HO-
CHTeJIs, HAllpUMEp, CTEPUIIBHYIO BOJY, I, NPEIIOYTHUTENEHO, OHH MOTYT HAaXOAWTHCS B BHUJIE CTEPUIIBHBIX
BOJHBIX M30TOHMYECKUX COJIEBBIX PACTBOPOB, WJIM OHH MOTYT COJIEP)KaTh B Kau€CTBE HOCHUTENS ITPOIHIICHIIIN-
KOJTb.

Cynno3nTopruu MOTYT COAEPKAaTh BMECTE C aKTHBHBIM KOMIIOHEHTOM (papMalieBTHUECKH MPUEMIIEMBIN HO-
CHTEJIb, HAIIPUMEDP, MAcI0 KaKao, MOJIMITUICHIINKOJIb, IOBEPXHOCTHO-aKTHBHOE BELIECTBO HA OCHOBE MOJIHOK-
CH3THIICHOBOTO COPOMTAaHOBOTO 3(hupa >KUPHOI KUCIIOTHI MITH JELUTHH.

Ipumepst

[ocne Toro, kak naHHOe M300peTeHHe ObUIO MOAPOOHO ONKMCAHO, JNAJIbHEWIIee TOHUMAaHUE MOXKET OBITh
JOCTHTHYTO IPU OOpAILEHUU K KOHKPETHBIM ITPUMepaM, KOTOPbIE ITPUBEIEHBI 3/1€Ch TOJIBKO ISl LIeNel HILTIoCT-
pauuu, ¥ He [peAHa3HAYeHbI U1 OTPaHMYEeHU I, KPOME CIIEIHAIbHO OIPEAEICHHBIX T0-JPYroMy ClIy4aes.

[Mpumep 1. N-(5-Huknonponun-1H-impazon-3-un)-2,2-mudeHunaneTaMuai.

K pacrBopy 45,6 mr (0,215 mmonb) nudeHmykcycHol KucinoTsl B 3 M1 quxsopmerana rpu 0°C nobasis-
m 41,2 mr (0,215 mmons) runpoxnopuna N-(3-aumermiamMmuHonponn)-N'-3THiIKapOoiMMMuIa.

UYepes | 4 pu TO¥i ke Temreparype npu nepememuBannn qooasisumm 40 mr (0,179 MMons) TpeT-OyTii-3-
aMHuHO-5-mkIonponui- | H-mupa3on-1-kap6okcumata. CMech BBIIEpKUBAIN MPH KOMHATHOW TeMIepaType B
TedeHne 16 4, a 3aTeM pa30aBIsIM AMXIOPMETAHOM M IPOMBIBAIN HACBIIIEHHBIM PAacTBOPOM I'MApOKapOOHaTa
Hatpus. Opranudeckuil cioi BbICYIIMBaIN Haj O€3BOIAHBIM Cylb(aToM HATpus, yHapHBalId I0CyXa, IOJydas
Moclie  KOJOHOYHOM xpomatorpaduu (rexcan-stunanerar) 60 wmr (80% Beixox) N-(S-mmknonpornui-1-
TpeTOYTOKCUKApOOHMIIHPa30i-3-11)-2,2- tudeHnaneTaMuaa. JTOT MPOMEKYTOUYHBIA MPOAYKT ITOABEPTaIH
THAPOJM3Y € MOMOUIbI0 15 Mi TpudropykcycHoit kuciotsl, 10% 00./00. B quxiiopmerane, B TeueHHe 4yaca. 3a-
TEM pPaCTBOPUTECIIb BbINIAPUBAJIU B BaKyyMeE. OC&I{OK CHOBa pacCTBOPAJIU B JUXJIOPMETAHEC U MPOMbIBAJIN HAChI-
IIEHHBIM PAacTBOPOM TrMApokapOoHara HaTpusi. OpraHMYecKHid CIIOW BBICYHIMBAIM Haj OE3BOIHBIM CYJb(haToM
HaTpHs ¥ ynapusaiy, noiydas 42 mr (92% BbIX0/1) yKa3aHHOTO B 3ar0JIOBKE COEANHEHUS.

1H-SMP (400 MI'y, AMCO-d6) m.x.: 0,62 (M, 2H, muxnonporw CHH + CHH) ; 0,88 (M, 2H, nukionpo-
mut CHH + CHH) ; 1,81 (omoa, 1H, J=5,2; 5,2; 8,4; 8,4, muxnonpormn CH); 5,17 (c, 1H, CHPh2); 6,17 (c, 1H,
mupazon CH) ; 7,30 (m, 10H, ¢penun CH) ; 10,6 (¢, 1H, amunaas NH); 12,04 (c, 1H, mupazon NH).

ESI(+)-MC: m/z 318 (100, MH+).

T.mn. 218-220°C.

AHanorn4aeIM 00pa3oM OBUTH TOJTyUYEHBI CIEAYIOIINE IPOAYKTHI, HCXOJS U3 COOTBETCTBYIOMIEH KapOOHO-
BOH KHCJIOTBI:

N-(5-uuknonponwi- 1 H-nupazon-3-un)-2-metun-5-pennn-3-pypamu;

1H-SMP (400 MI'u, IMCO-d6) m.n.: 7,6-7,3 (M, SH, Ph), 6,24 (c, 1H, CH-nmpaszo:xn), 2,6 (c, 3H, CH3);
1,83 (m, 1H, uuknonponun-CH);

ESI(+)-MC: m/z 308 (100, MH+);

N-(5-muxnonponi- 1 H-nmupazon-3-nmn)-2,5-aumerni- 1 -(2-ruenunmern)- | H-nuppon-3-kap6okcamu;

1H-SMP (400 MI'n, AMCO-d6) m.n. 7,41 (an, J=5-1,2 T'u, SH, SCH), 6,48 (c, 1H, CH-ttmppour), 6,09 (c,
1H, CH-mpazomn); 1,83 (M, 1H, nuknonponun-CH);

ESI (+) MC: m/z 341 (100, MH+);

N-(5-mmxmonpornt- | H-upazon-3-wmn)-5-(Mmetmncynsdonnn)-2-tuopenkapookcamun;  1H-AMP (400
MI'u, IMCO-d6) m.a. 7,41 (na, J=5-1,2 T'n, SH, SCH), 6,48 (¢, 1H, CH-ttuppomn), 6,09 (c, 1H, CH-niupazon);
1,83 (m, 1H, muknonponun-CH);

ESI (+) MC: nv/z 312 (100, MH+);

N-(5-tmknonponwi- 1 H-nupazon-3-uin)-2-okco-4-penn-3-0y reHamu ;

1H-SAMP (400 MI'u, IMCO-d6) m.a. 7,8 (M, 3H, CH-o-Ph + CH-4), 6,48 (c, 4H, CH-m,p-Ph + CH-3),
6,25 (c, 1H, CH-mmupazomn); 1,85 (m, 1H, muxnonponuin-CH);

ESI (+) MC: m/z 282 (100, MH+);

2-amuHO-N-(4-{2-[(N-(5-muxonpormi- 1 H-nupa3on-3-min)aMuHo | -2-0KCoITHI | EeHIIT )alie TaMH I;

1H-SMP (400 MI'y, IMCO-d6) m.1. 10,36 (c,1H, NHCO), 7,20 (z, J=8,5 ', 2H, CH-0-Ph), 6,09 (c, 1H,
CH-nmpazon); 3,49 (c, 2H, COCH2NH2), 1,81 (M, 1H, muxmonpomnmn-CH);

ESI (+) MC: m/z 314 (100, MH+);

2-[4-(amunomeTnn ) ermn]-N-(3-nukmonponui- | H-nmupa3zon-5-wn)aneramui.

1H-AMP (400 MI'n, AMCO-d6) m.1. 10,36 (C, 1H, NHCO), 7,47 (n, J=8,5 I'y, 4H, Ph) , 6,08 (c, 1H, CH-
nupason); 3,48 (¢, 2H, COCH2), 1,81 (M, 1H, muxnonponuin-CH);

ESI (+) MC: m/z 271 (100, MH+);
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N-(3-nukmonponui- | H-mupazon-5-nn)-2-[4-(2-okco- 1 -tupponununmn) pernn] aneramun; 1H-AMP (400
MTI'y, AMCO-d6) m.n. 10,37 (¢, 1H, NHCO), 7,55 (nn, J=9,2-2,5 'y, 2H, m-Ph) , 6,09 (c, 1H, CH-nupasomn);
3,52 (¢, 2H, COCH2), 1,81 (M, 1H, muknonpormun-CH);

ESI (+) MC: m/z 325 (100, MH+);

4-[2-[(5-umknonponuin- 1 H-nupazon-3-mwi)amuHo]-2-okcoatun} Oensamuya; 1H-AMP (400 MI'y, AMCO-
d6) m.o. 10,45 (¢, 1H, NHCO), 7,77 (nn, J=6,5-1,8 T'u, 2H, m-Ph) , 6,09 (¢, 1H, CH-nupason); 3,61 (c, 2H,
COCH2), 1,81 (M, 1H, muknonpornmuin-CH);

ESI (+) MC: m/z 285 (100, MH+);

2-[4-(anerunamuHo)penm ]-N-(5-unkionponui- | H-nupasosn-3-un)aneramus;

1H-AMP (400 MI'u, AMCO-d6) m.a. 7,46 (n, J=8,5 I'u, 2H, m-Ph) , 6,09 (c, 1H, CH-nupasomn); 3,48 (c,
2H, COCH2), 1,81 (M, 1H, nuknonponmia-CH);

ESI (+) MC: m/z 299 (100, MH+);

N-{2-[(5-muxnonponi- 1| H-nmupa3oi1-3-uim)aMuHO |-2-0KCOATHII } O€H3aMUI;

1H-AMP (400 MI'u, IMCO-d6) m.a. 7,9-7,4 (m, SH, Ph), 6,12 (c, 1H, CH-nupazon); 3,99 (n, J=6 I'u, 2H,
COCH2), 1,80 (m, 1H, muxnonponui-CH);

ESI (+) MC: m/z 285 (100, MH+);

N-(5-umknonponwi-1H-niupa3zon-3-un)-2-(2-nadtun)aneramu;

1H-SIMP (400 MI'u, AMCO-d6) m.a. 6,10 (c, 1H, CH-upazomn); 3,73 (c, 2H, COCH2), 1,80 (M, 1H, uk-
nonporui-CH);

ESI (+) MC: m/z 292 (100, MH+);

5-xmop-N-(5-nuknonponmi- 1 H-mupa3o:i-3-mi)-2-tropeHkapOoKcamMu;

1H-AMP (400 MI'u, IMCO-d6) m.a. 7,91 (m, J=4 T'n, 1H, CHCCl), 6,20 (c, 1H, CH-mtupazomn); 1,85 (m,
1H, uuknonponun-CH); ESI (+) MC: m/z 268 (100, MH+);

N-(5-nukmonponui- 1 H-mupazon-3-mn)-2-[4-(1 -nmupponuauHt ) eHu |are TaMI T,

1H-SIMP (400 MI'u, IMCO-d6) m.n. 6,44 (1, J=6,5 I'u, 2H, CH-m-Ph), 6,07 (¢, 1H, CH-nupazomn); 3,37
(c, 2H, COCH2), 1,81 (M, 1H, mukionponui-CH);

ESI (+) MC: m/z 311 (100, MH+);

(2S)-N-(5-unknonponui- 1 H-nupazon-3-mi)-2-(6-MeToKCH-2-Ha THIT) IPOITAHAMHKT;

1H-SIMP (400 MI'u, IMCO-d6) m.a. 6,11 (¢, 1H, CH-tiupazon); 3,89 (kB, J=6 ', IH, COCH), 3,83 (c,
3H, OCH3), 1,81 (M, 1H, nuknonponun-CH);

ESI (+) MC: m/z 336 (100, MH+);

N-(3-mmxmonpornui- | H-upazon-5-wun)-2-(3-MeTokcudeHmn)are TaMu;

T.m. 118-120°C.

N-(3-mmuxmonporni- | H-upazon-5-wn)-2-(4-HATpodh eHIT ) ane TaMu I,

T.0u1. 183-185°C.

2-[5-(6en3unokcn)- | H-ungomn-3-mi]-N-(5-umuknonponwi- | H-mupa3zon-3-ni)amneramun;

N-(5-uukmonponui- 1 H-mupazon-3-mn)-2-(5-metokcu-2-metui- 1 H-uaaomn-3-wmn)aneramu;

N-(5-uuknonponwi- 1 H-nupazon-3-mn)-2-(5-ruapokcu- 1 H-unnomn-3-mi)aneramu;

2-[1-(4-xnopbenzoun)-5-merokcu-2-metui- | H-nanon-3-un-N-(5-muknonponui- 1 H-nupaszon-3-
Wi1)aleTaMu;

N-(5-muxnonponi- 1 H-nupazon-3-nmn)-2-(3-runpoxcudeHni)aneraMmms;

N-(5-muxsornponi- 1 H-nupazon-3-ni)-2-(4-ruipokcu-3-MeTOKCUEHIIT )alle TaM I T;

N-(5-muxnornpori- 1 H-nupazon-3-nm)-2-rugpokcu-2-(4-ruipoKcu-3-MeTOKCUEHIIT ) alle TaM K T;

N-(5-mmxmonpornt- | H-upazon-3-mi)-2-(4-OpoMMe THI eHIIT )alle TAMU T,

N-(5-mmxmonporni- | H-nmupazon-3-wmn)-2-[2-(popmunamuHo)- 1 ,3-THazon-4-wu|-2-

(METOKCHMMMHO )3TaHAMUI;

2-[5-(xnopamerwn)-2-tuenun|-N-(5-muxnonponui- | H-mupazon-3-um)ameraMu;

N-(5-uuknonponwi- 1 H-mupazon-3-um)-2-(2-metmi- | H-unnon-3-wn)anetamu;

2-x710p-N-(5-{2-[(5-mmxnonponwi- 1 H-nmupa3oin-3-uia)aMuHo |-2-0KCOdTHI § - 1 ,3-THa3051-2-1iT)alie TAaMU T,

N-(5-umknonponwi- 1 H-nupazon-3-uin)-2-(2-ruapokcu-2-nudeHusn)aneraMmmsm;

N-(5-mmknonponwi- 1 H-nupa3zon-3-uin)-2-(2,6-uruipokcu-4-upruMHIHHII )alleTAM UL

N-(5-muxsnornpormt- 1 H-nupazon-3-nm)-2-(3-xsop-4-rugpokcudeHun)aneTaMum;

N-(5-muxnonpormt- 1 H-nupazon-3-nn)-2-(7-meTokcu-2-okco-2H-xpomeH-4-nin)aneramu;

N-(5-muxnonponi- 1 H-nupazon-3-nn)-2-(2-anetninaMuHo-2-(heHnn)aneTaMusI;

N-(5-muxmonpornt- | H-upazon-3-mi)-2-(1-MeTunuMuga3on-4-mi)ane TaMu;

N-(5-mmuxmonpornt- | H-upazon-3-wm)-2-(2-6poM-2-peHnn)ane TaMu;

N-(5-mmxmonpornn- 1 H-upa3zon-3-wi)-2-(4-0eH3mIoKcH-3-MeTOKCH () eHILT )alle TAMHU/T;

(2S)-N-(5-uuknonponui- 1 H-nupazo:1-3-ui1)-2-ruApokcu-2-heH I TAHAMEIT;

1-(4-xmopodennn)-N-(5-uuknonponii- | H-nupa3o1-3-wi)ukioneHrankapOoKcaMu I,

N-(5-nukmonponwui- 1 H-mupazon-3-um)-2-(1 H-uagon-3-wmm)okcoaneTamu,

N-(5-tmknonponwi- 1 H-nupazon-3-uin)-2-(3,4-auruapoxkcudeHnn )aneTaMu;

N-(5-uuknonponmwi- 1 H-nupazon-3-mn)-2-0eH3unokcukapOoH -2 -(heHIIale TAM I T
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N-(5-nukmonponui- | H-mupazon-3-mn)-2-(3-meTun- 1 -0eH30 THEeH-2- 1T )alle TAMHU /T

N-(5-nukmonponwi- 1 H-mupazon-3-um)-2-(2-TueHw)alieTaMu/I;

S-nuknorekcui- 1 -(4-{2-[ (5-uukmonponwi- 1 H-nmupa3zon-3-mim)aMuHo |-2-0KCOITHIT } OEH3MI )-2-
AMHWHOIICHTAH/IHUO0AaT,

N-(5-mmxnonponui- 1 H-nupa3zoin-3-uin)-2-(4-n300y THiI(eHWIT ) IPOTIaHAMHT;

N-(5-nuxnonponmi- 1 H-nupazon-3-mn)-2-(7-ruapokcu-2-okco-2H-xpomeH-4- 1) areTaMmu/;

N-(5-muxiornpori- 1 H-nupazon-3-nmn)-2-(4-runpoxcudeHu)aeraMus;

2-nuknoneHT-N-(S-nukionponmi- | H-nmupazon-3-mn)-2-pennnaneramu i,

N-(5-muxnornpormn- 1 H-nupa3zon-3-min)-2-(2-ypuin)-2-okcoaneramu i,

N-(5-mmuxmonpornn- | H-nmupazon-3-wmn)-2-(5-6pom- 1 H-urnomn-3-mr)aneramu;

N-(5-mmuxmonporni- | H-upazon-3-wmn)-2-(2,5-11okco-2,5-aurunpo-3-pypaHu )arie TaMu I,

2-xJ10p-2,2-6mc(2-xm0pdennn)-N-(5-mukmonponui- 1 H-upa3zon-3-wn)amnetamu i,

N-(5-nukmonponwi- 1 H-mupazon-3-mn)-2-ruapokcu-2-(3-ruapokcu-4-MeTOKCU(EHIIT )alle TAMHU/T;

2-(5-6pom-3-nupuannnin )-N-(S-mukionponui- | H-nmupason-3-wum)arneramu

N-(5-mmknonponui-1H-nupa3zosn-3-min)-2-okco-2H-nmpan-5-kapbokcamu;

N-(5-tmknonponwi- 1 H-nupazon-3-uin)-2-(2,4-quHuTpod eHnn)aneTaMum;

N-(5-uuknonponwi- 1 H-nupa3zon-3-uin)-2-(3-06poM-4-mMeTokcrdeH I )aneraMu I,

N-(5-muxnornponmi- 1 H-nupazon-3-mi)-3-rugpokcu-2-h e HumponaHaMu;

N-(5-uxnonponmi- 1 H-nmupazon-3-nmn)-2-(3-¢rop-4-ruapoxcndennn)aneramus;

2-{2-[(xnopauernin)amuHo |- 1,3-trazon-5-nn} -N-(5-umknonponui- 1 H-nupazon-3-ui)-2-
(METOKCHMMHHO )3TaHAMUI;

N-(5-mmxmonpornn- | H-upa3zon-3-wmn)- | -heHmmmrionpomankapOoKcaMu;

N-(5-mxmonporin- | H-tmpazon-3-wm)-2-(2,5- auruapoxkcu eHu ) ale TaMu I,

N-(5-tmkmonpornwi- 1 H-timpa3zon-3-wn)-2-[2-(2,4-mudTopdennn)- 1,3-truazon-4-ujamneraMmur;

N-(5-tmxmonpornui- 1 H-timpa3oi1-3-wmi)-2-(5-Me TOKCH-3 - IPOKCH-2 -IPOITHII() HIT )alle TAMH T,

(2R)-N-(3-mmkmonpornui- 1 H-timpa3zon-5-un)-2-(2-brop[ 1, 1'-0udennn]4-wn)nponanamu;

2-{4-[(amunOKapOOHWT)aMuHO |perw } -N-(5-uukinonpornui- | H-nupason-3-wi)aneramu;

2-{4-[(2-amuHO-2-0KCcO3THI )aMuHO |heHm } -N-(5-uknonpomni- | H-iupa3zon-3-wn)anetamMmu;

N-(5-nuknonponmwi- 1 H-nupazon-3-mn)-2-(5-metun-2-perni- 1 ,3-1ua3oi-4-1i)aneTaMmu/;

4-6pom-N-(4-{2-[(5-mmuxmonponwi- 1 H-mupazon-3-wmm)amMuHo |-2-0Kkco3Tri } - 1,3-Tra3om-2-11) 0eH3aMuI;

2-[2-(4-xnopdennn)-4-runpoxcu- 1,3-tnazon-5-mi)-N-(5-uuknonponui- | H-nupason-3-un)aneramu;

N-(4-{2-[(5-uuxnonponmi- 1 H-mupason-3-mr)amMuHo | -2-0KcodTHi § - 1,3 -THa30-2-11)-2 - (M pUAHHUICY TTb-
(haHmIT)aneTamMu;

N-(4-{2-[(5-uuxnonponmi- 1 H-mupason-3-mr)amuHo | -2-0KkcodThin } - 1 ,3-Tra30-2-1i)-2-(M30IPOITHIICY JTb-
(haHmT)ameraMu;

2-(5-{[(4-xnopdenunn)cynbbannn|anernn } -2-trueHin )-N-(5-uukionponii- | H-nupason-3-un)aneramu;

2-(5-xn0p-3-metmi- 1 -6en3oruen-2-ni)-N-(5-muknonponi- | H-nupason-3-wun)arneramu i,

N-(5-umknonponwi-1H-nupazon-3-uin)-2-(2-nogodeHunn)aneraMmu;

N-(5-nuknomnpornii- 1 H-nupazosn-3-wi)-9H-kcanreH-9-kapookcaMu;

N-(5-nuknonponmi- 1 H-nupazon-3-mn)-2-(2-penwmn- 1,3-tuazon-4-mi)aneraMu;

2-[2-(4-xnopdennn)-5-metni-1,3-tuazon-4-nn]-N-(5-muxnonpornwi- 1 H-mupa3zon-3-wm)aneramu ;

N-(4-{2-[(5-muxnonpornmi- 1 H-nmupa3zon-3-min)amMuHo|-2-0kcoathi } - 1,3-Trazon-2-mir)0eH3aMu;

N-(5-muxnornponmi- 1 H-nupazon-3-mi)-2-(6-MeToKcH-2-Had THIT ) aKpHITaM U

N-(5-mmuxmonporni- | H-upazon-3-wmn)-2-(2-ruapoxcud eHun)ae TaMu;

N-(5-mmxmonpornn- | H-upazon-3-wmi)-2,3-au(2-THeHn ) - 2 - OTIeHaMIL T

N-(5-mmxmonpornn- | H-nmupa3zon-3-wmn)-2-[ 2-(2-mupa3uann)- 1,3-tuazon-4-milaneramun;

N-(5-nuknonponui- | H-mupazon-3-mn)-2-(2,5-nuépom-3-THEeHIIT )alle TAMU/T;

N-(5-uuknonponui- 1 H-nupazon-3-mn)-2-(4-mMeTuscynbpoHrIaMUHOPEHIIT )alleTAM U

N-(5-tmkmonpornwi- 1 H-timpa3zon-3-wmn)-2-{4-[ 2-(4-meTni- 1 -munepasuHuI ) 3TOKCH | D eHHII | alleTAMUT,;

N-(5-muxnonponwi- 1 H-nupazon-3-uin)-2- {4-[ 2-(1 -nuppouAMHIIT )9 TOKCH | PEHIIT } alleTAMH T,

N-(5-nuknonponui- 1 H-nupazon-3-mi)-2- {4-(2-aMuHO-2-0KCOITOKCH ) PSHIIT } alleTAMH/T;

N-(5-muxonponi- 1 H-nupazon-3-n)-2-heHoKcH-2 -Me THIIPOIaHaAMHKT;

N-(5-muxonponi- 1 H-nupazon-3-nm)-2-(4-xoppeHoKen ) IporaHaMHu I,

N-(5-muxnonponmi- 1 H-nupazon-3-mi)-2-(2-HuTpoh eHOKCH )arie TaM U 1

N-(5-muxmonpornn- | H-upazon-3-mn)-2-(5-m3onponmi-2-metun- | H-urmon-3-wmn)aneraMun;

N-(5-mxmonpornn- | H-upa3zon-3-m)-2-(3-MeToKCH(eHNIT )alle TaAMU T,

N-(5-mmxmonpornn- | H-upazon-3-wmn)-2-metuin-2-(2-mMeTin-2, 3 - nuruapo- 1 -6erzodypan-5-
WJ1)IIPOTIaHAMUI,;

N-(5-nukmonponui- | H-mupazon-3-mn)-2-[ 2-(4-meTokcudenmn)-4-okco-4H-xpoMeH-6-ni|areTaMmu i,

N-(5-mmxmonporni- | H-mpazon-3-um)-2-(6-x10p-2,3-quruapo- | H-uanen-3-mwn)0yranamuz;

N-(5-nuknonponui- 1 H-nmupazon-3-mi)-2-[4-(1-okco-1,3-aurunpo-2H-u3onup01-2 -1 ) peHus [rekcana-
MU
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N-(5-nukmonponwi- 1 H-mupazon-3-mn)-2-denni-3-(4-mupu uHu ) TpOTICHAMHT;

2-[1,1'-6udennn]-4-mn-N-(5-mmuxnonpomni- | H-nupa3zon-3-um)0yraHamu

N-(5-tmkmonpornui- 1 H-iupazon-3-wn)-2-[4-(1,3-muruapo-2 H-u3ouHn0:1-2-1n) heHiI JnpornaHaMu;

N-(5-nuknonponmi- 1 H-nupazon-3-mi)-2-[4-(1-okco-1,3-aurunpo-2H-u3ouupon-2-mn)penns] Oyranamus;

N-(5-nuknonponmi- 1 H-nupazon-3-mn)-(2S)-2-[4-(1-okco-1,3-muruapo-2H-uzonnn0-2-mi) heHu | npo-
MaHaMu/I;

N-(5-muxnornpormi- 1 H-nupazon-3-min)-2-[4-(5-amuHo-4-penmn-1H-1,2,3-rpuazon- 1 -nn)pennn Janeramu;

N-(5-mmuxnornpormi- 1 H-nupazon-3-mi)-2-[4-(1-okco-1,3-nuruapo-2H-n3onH105-2-mt)GpeHu | neHra-
HaMHL;

N-(5-tmuxmonpornn- 1 H-mupa3zon-3-wi)-2-(4-0eH3MIoKCH e HMIT )alle TAMU T,

N-(5-mmxmonpornn- | H-upazon-3-wun)-2- {4-[(3,3-1udTrin-4-0Kkco-2-a3e THIUHII ) OKCH | PeHIUIT } ale TAaMHU T,

N-(5-nukmonponwi- 1 H-mupazon-3-um)-2-(5,6-numeTii- | H-6enznmugazon- 1 -nn)aneramun,

N-(5-tuknomnpornmi- 1 H-nupazon-3-mn)-2-(4-nupuanicyibhaHi )aneraMmu,;

N-(5-nukmonponwi- 1 H-mupazon-3-um)-2-(1 H-tetpazon- 1 -um)arneramu;

N-(5-nuknonponmi- 1 H-nupazosn-3-mi)-2-(rerpasono| 1,5b Jnupuna3un-6-uicyabpanui )aleTaMu;

2-[1,1'-6udenmn]-4-mn-N-(5-nuxnonponui- 1 H-nupa3zon-3-min)-2-rugpokcuaneraMu;

N-(5-nuknonponmi- 1 H-nupazon-3-mm)-2-1ukiorekce - 1 -kapookcamu I,

N-(5-muxnornpormn- 1 H-nupazon-3-mi)-2-okco-2H-nupan-4-kapbokcamu;

N-(5-muxnornpormi- 1 H-nupazon-3-mi)-3-6pom-2,2-nudeHuamponanamMmu;

N-(5-muxnornponmi- 1 H-nupazon-3-min)-4,4-6uc(4-metnndennin)-3-0yreHamu g,

N-(5-mmxmonporni- | H-upa3zon-3-wm)-2-(4-TuApOKCH- 5 -H30TPOITII- 2 -Me THII(DSHI ) alle TAMUI,

N-(5-mmxmonpornn- | H-nupa3zon-3-wmn)-2-(4-autpod eHrun ) Oy TeHaMHuT;

N-(5-mmxmonpornn- | H-upazon-3-wmn)-2-(3,4-aurunpo- 1 -aad i) Oyranamu;

N-(3-nukmonponui- | H-mupazon-5-mn)- 1,4-6eH30 IMOKCHH-2-KapOOKCaMHUT;

N-(3-tmxmonpornwi- 1 H-impa3zon-5-wmwn)-3-henui- 1,4-0eH30 1MOKCHH-2-KapOOKCaMuUI;

N-(3-nukmonponui- | H-mupazon-5-mn)-4-okco-4H-xpomeH-2-kapOoKcamMuI;

N-(3-nuknonponui- 1 H-nupazomn-5-mi)-2-okco- 1,2-nuruapo-4-x iHOTUHKapOOKCaMuUI;

2-anmnHO-N-(3-uknonponui- 1 H-mupason-5-wmm)amneramu/.

Ipumep 2. 2-(1,3-benzonnoxcon-5-mn)-N-(3-uuknonpomnui- | H-upa3zon-5-wui)aneramui.

K pactBopy 96,8 mr (0,537 Mmmoib) 2-(1,3-6eH30AMOKCOII-5-1IT)yKCYCHOIM KUCIIOTHI B 3 MJI AUXJIOpMETaHa
no6asisutr 360 mr (0,720 MMOJIb) TUIIMKIIOTEKCHIKApOOIMMMU/IA Ha TTOJUCTUPOIBHOM HOCUTENE (3arpy3ka = 2
mMmons/T) u 40 mr (0,179 mMons) Tper-OyTHi-3-aMuHO-S-1uKITonpori- | H-miupazon-1-kapookcmnara. Cmech
BBIJICP)KUBAJIY ITPY KOMHATHOM TEMIIEpaType MpH MepeMEIBaHuU B TeUeHHne 96 4 1 1mocie 3Toro (GuibTpoBay,
MPOMBIBAIM HECKOJIBKO Pa3 AWXIOPMETaHOM M ymapuBamu gocyxa. OctaTtok cHoBa pacTBopsui B 3 mi 10%
00./00. TpuTOPYKCYCHOW KHUCIIOTHI B AUXJIOPMETAHE U MPOMBIBAIN HACHIIEHHBIM PACTBOPOM THApOKapOOHATA
Hatpust. OpraHMYecKuid CI0H ymapuBaid I0CyXa ¢ MOJTyYEHHEM II0CIe PACTUPAHUS C AUATHIOBBIM 3¢dupom 32
Mr (63% BBIXO/) YKa3aHHOTO B 3aTOJIOBKE COEAMHEHHS.

ESI(+) MC: m/z 268(100, MH+).

T.mn. 174-176°C.

AHaNorn4HeIM 00pa3oM IMOJyYaly CIEeIYIOIINE TPOTYKThL:

N-(5-muxnonponmi- 1 H-nmupazon-3-nm)-2-(3,5-nudropdenun)aneramu;

1H-AMP (400 MI'u, AMCO-d6) m.x. 10,48 (c, 1H, NHCO), 7,1-6,9 (M, 3H, Ph), 6,09 (c, 1H, CH-
nupason), 3,61 (c, 2H, COCH2), 1,82 (M, 1H, mukmonpomnmi-CH);

ESI(+) MC: m/z 278(100, MH+);

N-(5-mmxmonporn- | H-upazon-3-wmn)-2-(2,4-mudropdeHrn)aneTamu;

IH-AMP (400 MI'n, AMCO-d6) m.x. 10,46 (c, 1H, NHCO), 7,4-7,0 (m, 3H, Ph), 6,07 (c, 1H, CH-
nupason), 3,62 (¢, 2H, COCH2), 1,82 (M, 1H, nukmonponua-CH);

ESI(+) MC: m/z 278(100, MH+);

N-(5-nukmonponwi- 1 H-mupazon-3-um)-2-(2-xmop-6-propdennn)ameramu;

1H-AIMP (400 MI'u, AMCO-d6) m.a. 10,55 (c, 1H, NHCO), 7,3-7,1 (M, 3H, Ph), 6,05 (c, 1H, CH-
nupasoin), 3,80 (¢, 2H, COCH2), 1,82 (M, 1H, muknonponumi-CH);

ESI(+) MC: m/z 294(100, MH+);

N-(5-muxnonponi- 1 H-nupazon-3-nmn)-2-(4-mMeTuicynbpoHUIGeH T )ale TaM I,

1H-SIMP (400 MI'u, AMCO-d6) m.a. 10,54 (c, 1H, NHCO), 7,54 (nn, J=6,5-2 ', 2H, CH-0-Ph), 6,08 (c,
1H, CH-mpaszomn), 3,70 (c, 2H, COCH2), 1,81 (M, 1H, muxnonpormmi-CH);

ESI( +) MC: m/z 320(100, MH+);

N-(5-mmuxmonpornn- | H-mupazon-3-wmn)-2-[ 3,5-6uc(tpud ropMeTinn)peHnn |areTaMu s,

IH-AMP (400 MI'n, AMCO-d6) m.a. 10,56 (c, 1H, NHCO), 6,08 (c, 1H, CH-nupazon), 3,83 (c, 2H,
COCH2), 1,81 (m, 1H, muxnonponuin-CH);

ESI (+) MC: m/z 378 (100, MH+);

N-(5-umknonponwi- 1 H-nupazon-3-un)-2-(2,5-mudropdennn)aneramus;
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1H-AMP (400 MI'u, IMCO-d6) m.n. 10,48 (¢, 1H, NHCO), 7,2-7,0 (m, 3H, Ph), 6,08 (c, 1H, CH-
nmpason), 3,65 (¢, 2H, COCH2), 1,81 (M, 1H, nuknonpornua-CH);

ESI (+) MC: m/z 278 (100, MH+);

N-(5-umknonponwi- 1 H-nupazon-3-uin)-2-(2-uutpo-4-tpudropmetnind eHus)aeraMmu;

1H-SMP (400 MI'u, AMCO-d6) m.a. 10,56 (c, 1H, NHCO), 7,78 (n, J=8 ', 1H, CH-0-Ph) , 6,01 (c, 1H,
CH-nupason), 4,14 (¢, 2H, COCH2), 1,81 (M, 1H, nuknonponmi-CH);

ESI (+) MC: m/z 355 (100, MH+);

N-(5-tuxnomnponmi- 1 H-nmupazon-3-un)-2-(2,6-nudropdenun)aneramu;

IH-SIMP (400 MTI'u, IMCO-d6) m.a. 10,52 (c, 1H, NHCO), 7,4-7,0 (M, 3H, Ph), 6,06 (c, 1H, CH-
mupason), 3,68 (c, 2H, COCH2), 1,81 (M, 1H, muxmonpomnun-CH);

ESI (+) MC: m/z 278 (100, MH+);

N-(5-tmkmonpornwi- 1 H-impa3zon-3-wmwn)-2-(2-hropdennn)aneramur;

1H-AMP (400 MI'u, IMCO-d6) m.n. 10,45 (¢, 1H, NHCO), 7,3-7,1 (M, 4H, Ph), 6,08 (c, 1H, CH-
nupason), 3,64 (¢, 2H, COCH2), 1,81 (M, 1H, nuknonponua-CH);

ESI (+) MC: m/z 260 (100, MH+);

N-(5-umknonponwi- 1 H-niupazon-3-ui)-2-(2-tpud ropme i eHrIn) aueTamu;

1H-AMP (400 MI'ny, AMCO-d6) m.n. 10,45 (c, 1H, NHCO), 7,6-7,4 (m, 4H, Ph) , 6,06 (¢, 1H, CH-
mupason), 3,83 (c, 2H, COCH2), 1,81 (M, 1H, mukmonponmi-CH);

ESI (+)MC: m/z 310 (100, MH+) ;

N-(5-tuxnornponmt- 1 H-nupazon-3-nm)-2-(3-propdenun)aneramu;

1H-AMP (400 MI'u, IMCO-d6) m.o. 10,46 (¢, 1H, NHCO), 7,3-7,0 (M, 4H, Ph), 6,08 (c, 1H, CH-
mupason), 3,58 (c, 2H, COCH2), 1,81 (M, 1H, muxmonpomnun-CH);

ESI (+) MC: m/z 260 (100, MH+);

N-(5-nukmonponwi- 1 H-mupazon-3-mm)-2-(3-6pombeHnn)aneTaMmu,

1H-AMP (400 MI'u, IMCO-d6) m.n. 10,46 (¢, 1H, NHCO), 7,5-7,2 (M, 4H, Ph), 6,08 (c, 1H, CH-
nupason), 3,56 (¢, 2H, COCH2), 1,81 (M, 1H, nuknonpornua-CH);

ESI (+) MC: m/z 320 (100, MH+);

N-(5-umknonponwi- 1 H-nupazon-3-un)-2-(3,4-auxnopdenun)aneramus;

1H-AIMP (400 MI'u, IMCO-d6) m.n. 10,49 (c, 1H, NHCO), 6,08 (c, 1H, CH-nupazomn), 3,59 (c, 2H,
COCH2), 1,81 (M, 1H, muknonpornmin-CH);

ESI (+)MC: m/z 310 (100, MH+);

N-(5-tmxmonpornn- | H-mupazon-3-un)-2-(3-tpud rTopMeTrih SHII ) ale TAMHAT;

1H-SIMP (400 MTI', IMCO-d6) m.a. 10,51 (¢, 1H, NHCO), 6,08 (c, 1H, CH-nupazomn), 3,68 (c, 2H,
COCH2), 1,81 (M, 1H, muknonpormn-CH) ;

ESI (+) MC: m/z 310 (100, MH+);

N-(5-umkmonponui- 1 H-iupazon-3-un)-2-(2,6-nuxnopdheHu ) ale TaMuI,

1H-SAMP (400 MI'uy, AMCO-d6) m.n. 10,54 (c, 1H, NHCO) , 7,5-7,3 (m, 3H, Ph), 6,04 (c, 1H, CH-
nupazon), 3,96 (¢, 2H, COCH2), 1,81 (M, 1H, uuknonponun-CH);

ESI (+)MC: m/z 310 (100, MH+);

N-(5-umknonponwi- 1 H-nupazon-3-un)-2-(3,4-nudropdennn)aneramus;

1H-SIMP (400 MI', IMCO-d6) m.x. 10,43 (c, 1H, NHCO), 6,08 (¢, 1H, CH-mupazomn), 3,57 (c, 2H,
COCH2), 1,81 (M, 1H, muknonpormi-CH);

ESI (+) MC: m/z 278 (100, MH+);

N-(5-mmxmonporni- | H-mupazon-3-un)-2-(3,5-mumetokcndenmn)anetamua; 1H-AMP (400 MI'a, AMCO-
d6) m.a. 10,35 (¢, 1H, NHCO), 6,45 (n, J=2,4 I'u, 2H, CH-0-Ph) , 6,08 (c, 1H, CH-iupason), 3,78 (c, 2H,
COCH2), 1,81 (M, 1H, mukronpormi-CH);

ESI (+) MC: m/z 302 (100, MH+);

N-(5-tmkmonpornwi- 1 H-impa3zon-3-wmn)-2-(3-metundennn)aneraMur,

1H-AMP (400 MI'u, IMCO-d6) m.n. 10,38 (¢, 1H, NHCO), 7,2-7,0 (M, 4H, Ph), 6,08 (c, 1H, CH-
nupazon), 3,50 (¢, 2H, COCH2), 1,81 (M, 1H, uuknonponun-CH);

ESI (+) MC: m/z 256 (100, MH+);

N-(5-muxsnornpormt- 1 H-nupazon-3-mm)-2-(2-metuindeHmn )aneraMmu i,

1H-AMP (400 MI'u, AMCO-d6) m.a. 10,37 (c, 1H, NHCO), 7,2-7,0 (M, 4H, Ph), 6,08 (c, 1H, CH-
nupason), 3,59 (c, 2H, COCH2), 1,81 (M, 1H, mukmonpomnmi-CH);

ESI (+) MC: m/z 256 (100, MH+);

N-(5-mmxmonpornt- | H-upazon-3-wmin)-2-(4-ruapoxcu-3-HUTpoh eHIIT )arie TaMIT;

1H-SIMP (400 MTI', IMCO-d6) m.a. 10,45 (¢, 1H, NHCO), 6,08 (c, 1H, CH-nupazon), 3,54 (c, 2H,
COCH2), 1,81 (m, 1H, muxnonpornui-CH) ;

ESI (+) MC: m/z 303 (100, MH+);

N-(5-tukmonpornui- 1 H-riupa3zom-3-wmi)-2-(4-3TokcudeHnn)are TaMu;

1H-SMP (400 MI'u, IMCO-d6) m.n. 10,35 (c, 1H, NHCO) , 6,07 (¢, 1H, CH-nupazon), 3,96 (xB, J=7 I'Ly,
2H, OCH2), 3,45 (c, 2H, COCH2), 1,81 (M, 1H, nuxnonponuin-CH):
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ESI (+) MC: m/z 286 (100, MH+);

N-(5-txmonpornwi- 1 H-impa3zon-3-wmn)-2-(2,4,6-tpumeTriah SHII ) alie TAMUT,

1H-AMP (400 MI'u, AMCO-d6) m.a. 10,31 (c, 1H, NHCO) , 6,78 (c, 2H, Ph), 6,05 (c, 1H, CH-niupasomn),
3,60 (¢, 2H, COCH2), 1,81 (m, 1H, nuknonponui-CH);

ESI (+) MC: m/z 284 (100, MH+);

N- (5-uuknonponui- 1 H-nupazon-3-ui)-2-(4-tpud ropMeToKCUSHIIT ) alie TaM I T;

1H-SMP (400 MI'y, IMCO-d6) m.x. 10,48 (c, 1H, NHCO), 7,4-7,2 (m, 4H, Ph), 6,08 (c, 1H, CH-tiupazon)
3,60 (c; 2H, COCH2), 1,81 (M, 1H, muxmonpommi-CH);

ESI (+) MC: m/z 326 (100, MH+);

N-(5-uxmonpornn- | H-upazon-3-wmn)-2-(2-HATpod eHIT ) ae TaMHu I,

IH-AMP (400 MI'm, AMCO-d6) m.a. 10,47 (c, 1H, NHCO), 8,0-7,5 (M, 4H, Ph), 6,01 (c, 1H, CH-
nupason), 4,03 (¢, 2H, COCH2), 1,81 (M, 1H, nukmonponua-CH);

ESI (+) MC: m/z 287 (100, MH+);

N-(5-nukmonponwi- 1 H-mupazon-3-um)-2-(3,4,5-TpuMe TOKCUEHIIT )alle TAMH/T;

1H-SIMP (400 MI'ny, IMCO-d6) m.x. 10,36 (c, 1H, NHCO), 6,60 (c, 2H, Ph), 6,08 (c, 1H, CH-nupasomn),
3,60 (¢, 2H, COCH2), 1,81 (m, 1H, nuknonponui-CH);

ESI (+) MC: m/z 332 (100, MH+);

N-(5-muxonpormi- 1 H-nupazon-3-nm)-2-(2-mMeTokcudeHw )aneraMu I,

1H-SIMP (400 MI'u, AIMCO-d6) m.a. 10,22 (c, 1H, NHCO), 7,2-6,8 (M, 4H, Ph), 6,07 (c, 1H, CH-
nupason), 3,54 (c, 2H, COCH2), 1,81 (M, 1H, mukmonponmi-CH);

ESI (+) MC: m/z 272 (100, MH+);

N-(5-mmxmonpori- | H-pa3zon-3-wm)-2-(4-0yTokcud eHr )arie TaMu I,

1H-AMP (400 MI'u, AMCO-d6) m.n. 10,35 (¢, 1H, NHCO), 7,17 (an, J=7-2 I'u, 2H, CH-o0-Ph), 6,07 (c,
1H, CH-niupazon), 3,45 (¢, 2H, COCH2), 1,81 (M, 1H, nuknonponmi-CH);

ESI (+) MC: m/z 314 (100, MH+);

N-(5-mukmonpornwi- 1 H-impa3zon-3-wmn)-2-(nenradpTopdeHnn)aneraMur;

1H-AMP (400 MI'u, AMCO-d6) m.n. 10,63 (¢, 1H, NHCO), 6,07 (c, 1H, CH-nupazomn), 3,80 (c, 2H,
COCH2), 1,81 (m, 1H, muxnonponun-CH);

ESI (+) MC: m/z 332 (100, MH+);

N-(5-muxnornpormi- 1 H-nupazon-3-min)-2- (4-metmicyinbdanuindenun)aneraMmu/;

1H-SIMP (400 MI'y, IMCO-d6) m.1. 10,40 (c, 1H, NHCO), 7,20 (m, 4H, Ph) , 6,07 (c, 1H, CH-ntupasomn),
3,50 (c, 2H, COCH2), 1,81 (M, 1H, uuknonponmia-CH);

ESI (+) MC: m/z 288 (100, MH+);

N-(5-mmxmonporni- | H-upazon-3-min)-2-(2-6pomdeHrn ) aneTaMu;

IH-AMP (400 MI'm, AMCO-d6) m.a. 10,44 (c, 1H, NHCO), 7,6-7,2 (M, 4H, Ph), 6,08 (c, 1H, CH-
nupason), 3,76 (¢, 2H, COCH2), 1,81 (M, 1H, nukmonpornua-CH);

ESI (+) MC: m/z 320 (100, MH+);

N-(5-umknonponwi- 1 H-nupazon-3-uin)-2-[2,5-6uc(rpudropmeriin)peHn |aneTaMu;

1H-AAMP (400 MI'u, AMCO-d6) m.a. 10,55 (c, 1H, NHCO), 8,0-7,8 (M, 3H, Ph), 6,05 (c, 1H, CH-
nupazon), 3,98 (¢, 2H, COCH2), 1,81 (M, 1H, uuknonponun-CH);

ESI (+) MC: m/z 378 (100, MH+);

N-(5-muxnonpori- 1 H-nupazon-3-nn)-2-(3-autpodenni)aneraMmu;

1H-SMP (400 MI'y, IMCO-d6) m.x. 10,56 (c, 1H, NHCO), 6,09 (¢, 1H, CH-mupazomn), 3,74 (c, 2H,
COCH2), 1,81 (M, 1H, muxronpormi-CH);

ESI (+) MC: m/z 287 (100, MH+);

N-(5-tmuxmonponn- 1| H-upazon-3-un)-2-(2,4-nuxnopheHn ) alie TaMuI,

IH-AIMP (400 MI'm, AMCO-d6) m.a. 10,48 (c, 1H, NHCO), 7,6-7,4 (M, 3H, Ph), 6,07 (c, 1H, CH-
nupason), 3,75 (¢, 2H, COCH2), 1,82 (M, 1H, nuknonponua-CH);

ESI (+) MC: m/z 310 (100, MH+);

N-(5-umknonponwi-1H-nupazon-3-un)-2-(3,5-aqu-Tper-0y trin-4-ruipokcud eHus )ale raMuz;

1H-SIMP (400 MI'ny, IMCO-d6) m.n. 10,33 (c, 1H, NHCO), 7,04 (c, 2H, Ph), 6,08 (c, 1H, CH-nupasomn),
3,40 (c, 2H, COCH2), 1,81 (m, 1H, nuknonponun-CH);

ESI (+) MC: m/z 370 (100, MH+);

N-(5-muxsornponm- 1 H-nupazon-3-nm)-2-(2,3,6-tpudropdennn)aneramn;

IH-AMP (400 MI'm, AMCO-d6) m.a. 10,58 (c, 1H, NHCO), 7,4-7,1 (M, 2H, Ph), 6,06 (c, 1H, CH-
nupason), 3,74 (c, 2H, COCH2), 1,81 (M, 1H, muxmonponun-CH);

ESI (+) MC: m/z 296 (100, MH+);

N-(5-uuxnomnpornui- 1 H-nupazon-3-mn)-2-(3-mMeTuicynbpoHrIaMUHOPESHUIT )alie TAM I T,

1H-AMP (400 MI'n, AMCO-d6) m.a. 10,39 (c, 1H, NHCO), 6,08 (¢, 1H, CH-nupazon), 3,58 (c, 2H,
COCH2), 1,81 (m, 1H, muxnonponui-CH);

ESI (+) MC: m/z 350 (100, MH+);

N-(5-umknonponwi-1H-nupazon-3-un)-2-(4-dpropdennn)aneramu;
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1H-AMP (400 MI'u, IMCO-d6) m.n. 10,43 (¢, 1H, NHCO), 7,4-7,0 (m, 4H, Ph), 6,08 (c, 1H, CH-
nupason), 3,55 (¢, 2H, COCH2), 1,81 (M, 1H, nukmonpornua-CH);

ESI (+) MC: m/z 260 (100, MH+);

N-(3-nuknonponwi- 1 H-nupazon-5-un)-2-(2,3-nuruapo- 1 H-unaes-5-wun)aneramu;

1H-SIMP (400 MTI'u, IMCO-d6) m.n. 10,35 (¢, 1H, NHCO), 7,2-7,0 (m, 3H, Ph), 6,07 (¢, 1H, CH-
nupason), 3,48 (¢, 2H, COCH2), 1,81 (M, 1H, uuknonponun-CH);

ESI (+) MC: m/z 282 (100, MH+);

N-(5-tmuxmonponwi- 1 H-upazon-3-mn)-2-[ 3-(2-aMuHO-2-0KCO3TOKCH ) (DeHILT |alie TAMH/T;

1H-SMP (400 MI'n, AMCO-d6) m.n. 10,41 (c, 1H, NHCO) , 6,08 (c, 1H, CH-mupazomn), 4,37 (c, 2H,
COCH20), 1,81 (M, 1H, muknonpormi-CH);

ESI (+) MC: m/z 315 (100, MH+);

N-(5-tmxmonpornwi- 1 H-impa3zom-3-wmi)-2-{4-[ 2-0kco-2-( 1 -muppoIu AMHIIT ) 3TOKCH |(DSHHIT | al[CTAMUT,

1H-AMP (400 MI', AMCO-d6) m.x. 10,37 (c, 1H, NHCO), 6,07 (¢, 1H, CH-mupazomxn), 4,64 (c, 2H,
COCH20), 1,81 (m, 1H, muxnonpornui-CH);

ESI (+) MC: m/z 369 (100, MH+);

N-(3-uuknonponwi-1H-nupazon-5-un)-2-(2-drop-[ 1,1'-6udennn]-4-un)nponanamui;

1H-SIMP (400 MI', AMCO-d6) m.a. 10,45 (c, 1H, NHCO), 6,11 (c, 1H, CH-nupazomn), 3,82 (kB, J=7 I'Ly,
1H, NHCOCH), 1,81 (M, 1H, muknonpornmui-CH);

ESI (+) MC: m/z 350 (100, MH+);

N-(3-muxnonponmi- 1 H-nupazon-5-ni)-2-okco-2-(2-TueHunn)aneTaMum;

1H-AMP (400 MI'u, AMCO-d6) m.x. 10,85 (c, 1H, NHCO), 6,25 (¢, 1H, CH-ttmpazom), 1,81 (m, 1H, mux-
nonpornuin-CH);

ESI(+) MC: m/z 262 (100, MH+);

N-(5-nuknonponwi- 1 H-mupazon-3-um)-2-(4-HuTpodeHIT) TporiaHaMUT,

1H-AMP (400 MI'u, IMCO-d6) m.1. 10,51 (¢, 1H, NHCO), 6,11 (c, 1H, CH-mpazomn), 3,98 (k, J=7 I'ny,
1H, NHCOCH), 1,81 (M, 1H, nmuknonpornmia-CH);

ESI (+) MC: m/z 301 (100, MH+);

2-nukiorekcui-(3-muknonponui- | H-mupason-5-mn)-2-penmnaneramMmu;

1H-SIMP (400 MI'u, IMCO-d6) m.n. 10,36 (¢, 1H, NHCO), 7,4-7,1 (m, 5H, Ph), 6,09 (c, 1H, CH-
mpason), 3,15 (m, 1H, NHCOCH), 1,80 (M, 1H, nukinonpornmui-CH);

ESI (+) MC: m/z 324 (100, MH+);

(2R)-N-(3-mmxmomnpornn- | H-upa3on-5-wi)-2-MeToKCH-2-peHIIII TAaHAMU,

1H-AMP (400 MI'u, IMCO-d6) m.o. 10,23 (c, 1H, NHCO), 7,4-7,2 (m, 5SH, Ph), 6,08 (c, 1H, CH-
mupason), 4,83 (c, 1H, NHCOCHPh), 1,81 (M, 1H, nuknonponun-CH);

ESI (+) MC: m/z 272 (100, MH+);

(2S)-2-amuH0-N-(3-muknonponui- 1 H-upason-5-un)-2-heHnmTanaMu,

1H-AMP (400 MI'u, IMCO-d6) m.o. 10,95 (¢, 1H, NHCO), 7,5-7,4 (m, 5SH, Ph), 6,15 (c, 1H, CH-
nupazon), 4,99 (m, 1H, NHCOCH), 1,82 (M, 1H, mmuknonponuin-CH);

ESI (+) MC: m/z 257 (100, MH+);

(2S)-N-(3-mumknonponui- 1 H-upazon-5-wn)-2,5-auruapo- 1 H-nupposn-2-kapbokcamu;

1H-SMP (400 MI', AMCO-d6) m.a. 10,18 (¢, 1H, NHCO), 6,14 (¢, 1H, CH-upasomn), 4,1-3,9 (M, 1H,
NHCOCH), 1,81 (M, 1H, muxronponmi-CH);

ESI (+) MC: m/z 219 (100, MH+);

N-(5-mmuxmonpornt- | H-upazon-3-mn)-2-(2,4-1uxmopheHOKCH )alle TAaMH /T,

1H-AMP (400 MI', AMCO-d6) m.x. 10,37 (c, 1H, NHCO), 6,12 (¢, 1H, CH-mupazomxn), 4,80 (c, 2H,
NHCOCH?2), 1,81 (M, 1H, nuknonponmin-CH);

ESI (+) MC: m/z 226 (100, MH+);

N-(5-nukmonponui- 1 H-mupazon-3-mn)-2-penokcnanetaMmur;

1H-SAMP (400 MTI'u, IMCO-d6) m.a. 10,30 (c, 1H, NHCO), 7,26 (M, 2H, CH-m-Ph), 6,13 (c, 1H, CH-
nupason), 4,64 (¢, 2H, NHCOCH2), 1,81 (M, 1H, uuknonponun-CH);

ESI (+) MC: m/z 258 (100, MH+);

(2S)-N-(3-unxnonponui- 1 H-nupazoin-5-ui)-2-MeTokcH-2 - (heHUIITaHAMU T

1H-SMP (400 MI'u, IMCO-d6) m.n. 10,23 (¢, 1H, NHCO), 7,4-7,2 (M, SH, Ph), 6,08 (c, 1H, CH-
nupason), 4,83 (¢, 1H, NHCOCHPh), 1,81 (M, 1H, nuknonponun-CH);

ESI (+) MC: m/z 272 (100, MH+);

(2S)-N-(3-muknomnponmi- 1 H-upazon-5-mi)-3,3,3-tpudTop-2-MeTokcH-2-(h eHIIPOITaHAMH T

1H-AMP (400 MI'u, AMCO-d6) m.1. 10,30 (¢, 1H, NHCO), 7,5-7,4 (m, 5H, Ph), 6,14 (c, 1H, CH-ttmpazomn)
, 1,83 (M, 1H, muknonpormun-CH);

ESI (+) MC: m/z 340 (100, MH+);

N-(5-nukmonponui- | H-mupazon-3-wn)- 1 -pennnmukinonentan- 1 -kapbokcaMu;

1H-SIMP (400 MTI'ti, AMCO-d6) m.1. 10,32 (¢, 1H, NHCO), 6,09 (¢, 1H, CH-niupazomn), 3,20 (M, 1H, 1uk-
nonentun-CH), 1,81 (m, 1H, nuxnonponun-CH);
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ESI (+) MC: m/z 310 (100, MH+);

9H-dayopen-9-uin-(2S)-2-{[(3-uuknonpomnui- 1 H-nupaszon-5-wn)amuHo |kapOooHui } -2,5-quruapo- 1 H-
nuppoJi- 1 -kapOoKCcHIIaT;

1H-SIMP (400 MTI'u, IMCO-d6, cun/antu-uzomepsi) m.a. 10,67/10,45 (2s, 1H, NHCO), 6,20/6,05 (2c, 1H,
CH-nmpazon), 4,4-4,0 (m, 3H, COOCH2CH);

ESI (+) MC: m/z 441 (100, MH+);

(1R)-2-[(3-mmxnonpomnwi- 1 H-nupa3zo:n-5-mim)aMuHo -2-0kco- 1 -peHmmatui anerar;

1H-SIMP (400 MTI'u, AMCO-d6) m.a. 10,67 (c, 1H, NHCO), 7,5-7,3 (M, 5H, Ph), 6,08 (c, 1H, CH-
nupason), 5,94 (¢, IH, COCHPh); ESI (+) MC: m/z 300 (100, MH+);

N-(5-mmxmonporni- | H-upazon-3-um)-2- {4-[(25)-2-aMHHONPOITaHOIOKCUMETHII | PEHII } aLle TAMHT;

1H-SIMP (400 MTI'ti, AMCO-d6) m.a. 10,44 (¢, 1H, NHCO), 7,30 (m, 4H, Ph), 6,07 (c, 1H, CH-ntupasomn),
3,59 (¢, 2H, COCH2), 1,80 (M, 1H, muxnonpormun-CH);

ESI (+) MC: m/z 343 (100, MH+);

(1S)-2-[(3-mmkmonpornwi- 1 H-rimpa3oi-5-wmi)aMuHo |-2-0kco- 1 -heHUIITHII aleTar;

1H-AMP (400 MI'u, AMCO-d6) m.a. 10,67 (c, 1H, NHCO), 7,5-7,3 (m, SH, Ph), 6,08 (c, 1H, CH-
mupasoin), 5,94 (¢, 1H, COCHPh); 1,81 (m, 1H, nuxnonponuin-CH);

ESI (+) MC: m/z 300 (100, MH+);

N-(3-muxnonponmi- 1 H-nupazon-5-nm)-2-¢drop-2-penunaneraMmu;

1H-AMP (400 MI'u, AMCO-d6) m.x. 10,67 (c, 1H, NHCO), 7,3-7,4 (M, 5H, Ph), 6,10 (c, 1H, CH-
mupason), 5,95 (n, J=47,5, 1H, CHF), 1,82 (M, 1H, mukmonpomnmi-CH);

ESI (+) MC: m/z 260 (100, MH+);

N-(3-mmuxmonporni- | H-upazon-5-wn)-3-meTuin-2-peHnnmeHTaHaMu I

1H-SIMP (400 MI'u, IMCO-d6) m.x. 7,4-7,1 (m, SH, Ph), 6,09 (c, 1H, CH-ttupason), 3,75 (a, J=10,0, 1H,
COCH), 1,82 (m, 1H, muknonponuin-CH);

ESI (+) MC: m/z 298 (100, MH+);

N-(3-nukmonponwi- 1 H-mupazon-5-mm)-2-(3,4-nuMmeToKCHUEHIT )alle TAMH/T;

1H-AAMP (400 MI'u, AMCO-d6) m.a. 6,9-6,7 (m, 3H, Ph), 6,07 (¢, 1H, CH-nupazomn), 3,50 (c, 2H,
COCH2), 1,81 (m, 1H, muxnonponun-CH);

ESI (+) MC: m/z 302 (100, MH+);

2-(4-xnopdenmn)-N-(3-mknonponwi- 1 H-nupazon-5-um)aneramu

1H-AIMP (400 MI'u, AMCO-d6) m.a. 7,4-7,3 (M, 4H, Ph), 6,09 (c, 1H, CH-nupazomn), 3,56 (c, 2H,
COCH2), 1,82 (m, 1H, muxronpormi-CH);

ESI (+) MC: m/z 276 (100, MH+);

N-(3-mmuxmonpornt- | H-nmupazon-5-wmn)-2-(1-madtrn)aneramu;

1H-SIMP (400 MI'u, IMCO-d6) m.n. 6,07 (¢, 1H, CH-nupazon), 4,07 (c, 2H, COCH2), 1,80 (m, 1H, unk-
nonpormua-CH);

ESI (+) MC: m/z 292 (100, MH+);

N-(3-nuknonponmwi- | H-nupazon-5-mn)-2-(5-merokcu- 1 H-unmomn-3-mn)aneramu;

1H-AMP (400 MI'u, IMCO-d6) m.n. 7,17 (¢, 1H, CCHNH), 6,10 (¢, 1H, CH-nupazomn), 3,60 (c, 2H,
COCH2), 1,80 (M, 1H, nmuknonpornui-CH);

ESI (+) MC: m/z 311 (100, MH+);

N-(3-muxnomnponmi- 1 H-nmupazon-5-nm)-2-(1-metun- 1 H-ungon-3-uin)aneramn;

1H-SIMP (400 MI'y, AMCO-d6) m.a. 7,19 (¢, 1H, CCHNCH3), 6,09 (¢, 1H, CH-nupason), 3,64 (c, 2H,
COCH2), 1,80 (M, 1H, muxronpormi-CH);

ESI (+) MC: m/z 295 (100, MH+);

2-(5-xmop-1-6en3ornoden-3-mm)-N-(3-uukiaonponmi- | H-upazon-5-mn)aneramu;

1H-SIMP (400 MI'u, IMCO-d6) m.n. 7,66 (c, 1H, CCHS), 6,08 (¢, 1H, CH-nupazomn), 3,85 (c, 2H,
COCH2), 1,82 (m, 1H, muxnonpornui-CH);

ESI (+) MC: m/z 332 (100, MH+) ;

2-(1-6en3oturoden-3-mn)-N-(3-muxmonpomnwui- | H-niupa3zon-5-wn)aneramu;

1H-SIMP (400 MTI'u, IMCO-d6) m.a. 7,54 (¢, 1H, CCHS), 6,10 (¢, 1H, CH-tmpason), 3,85 (c, 2H,
COCH2), 1,82 (M, 1H, muknonpornmi-CH);

ESI (+) MC: m/z 298 (100, MH+);

N-(3-muxnomnponmi- 1 H-nmupazon-5-nn)-2-(4-mMetuindeHrn)aneramu;

1H-SIMP (400 MI'ti, IMCO-d6) m.a. 7,2-7,1 (M, 4H, Ph), 6,08 (¢, 1H, CH-niupazon), 2,25 (¢, 3H, CH3) ,
1,81 (M, 1H, muknonponun-CH);

ESI (+) MC: m/z 256 (100, MH+);

N-(3-nukmonponui- 1 H-mupazon-5-um)-2-okco-2-peHunaneTaMmum,

1H-SMP (400 MI'u, AMCO-d6) m.a. 7,94 (n, J=7,5 T'u, 2H, o-Ph), 7,74 (t, J=7,5 'y, 1H, p-Ph), 6,27 (c,
1H, CH-niupazon), 1,89 (M, 1H, nuknonpornua-CH);

ESI (+) MC: m/z 256 (100, MH+);

N-(3-nuknomnponmwi- | H-nupazon-5-mn)-2-MeTokcu-2-heHuane TaMu;
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1H-SMP (400 MTI'u, IMCO-d6) 7,4-7,2 (M, SH, Ph), 6,05 (c, 1H, CH-nupasomn), 4,80 (c, 1H, COCH) ,
1,82 (m, 1H, muxnonponun-CH);

ESI (+) MC: m/z 272 (100, MH+);

N-(3-nuknomnponui- 1 H-nupa3oi-5-mi)- 3 -1UKI0NneH THIPOIaHAMUT,

1H-SIMP (400 MI'u, IMCO-d6) 6,07 (c, 1H, CH-nupazomn), 2,15 (t, J=8 I'u, 2H, COCH2), 1,82 (m, 1H,
nukionponui-CH);

ESI (+) MC: m/z 248 (100, MH+);

N-(3-muxnonponmi- 1 H-nupazon-5-nn)-4-okco-4-pennndyranamu

1H-SIMP (400 MI'n, IMCO-d6) 7,85 (n, J=8 I'n, 2H, CH-o0-Ph), 6,05 (c, 1H, CH-nupazomn), 1,82 (M, 1H,
muktonpormia-CH):

ESI (+) MC: m/z 284 (100, MH+);

N-(3-mmxmonporni- | H-nupa3zon-5-wmn)-4-hennn-3-6yrenamu;

1H-AMP (400 MI'n, AMCO-d6) 6,49 (o, J=15,8 T'u, 1H, CHPh), 6,15 (c, 1H, CH-iupason), 3,2 (x, J=7,7
I'm, 2H, COCH2) , 1,83 (M, 1H, muxmnonponun-CH);

ESI(+)MC: m/z 268 (100,MH+);

N-(3-tmknonponwi- 1 H-nupazon-5-ui)-2-peHmmponaHaMmu;

1H-SIMP (400 MI'y, AMCO-d6) 7,4-7,2 (m, SH, Ph), 6,08 (c, 1H, CH-niupazomn), 3,79 (c, 1H, COCH), 1,81
(M, 1H, muxonpormn-CH);

ESI( +)MC: m/z 256 (100,MH+);

N-(3-muxnonponmi- 1 H-nupazon-5-nn)-2-[4-(qumeTnnaMiHo ) peHNIT |ae TaMuI;

N-(3-mmxmonporni- | H-upa3zon-5-wmn)- | -heHummrionponankapOoKcaMu;

N-(3-mmxmonporni- | H-upa3zon-5-mi)-2-(4-MeToKCH(eHIIT )alle TAMU T,

N-(3-mmuxmonporni- | H-mupazon-5-wmn)-2-(1H-urnon-3-mwn)aneramu;

3-(2-xnopdenokcn)-N-(3-muxonponwi- | H-nmupa3zon-5-ui)npornanaMu;

N-(3-nukmonponwi- 1 H-mupazon-5-um)-2-(3-xmopdennin)amneramu;

N-(3-mmkmonpornwi- 1 H-impa3zon-5-wmwn)-2-(2-bropdennn)aneramur;

N-(3-uuknonponwi- 1 H-nupa3zon-5-uin)-2-(2-xnopdenun )aneramu,i;

N-(3-muxnonponwi- 1 H-nupa3zon-5-uin)-2-(4-rpudTopmeTnndeHns)aneraMmus;

N-(3-nuknonponui- 1 H-nupa3omn-5-mi)-3-okco- 1 -uHIaHKapOOKCaAMUT;

N-(3-muxonponmi- 1 H-nupazon-5-nmn)-2-(3-tuennn)aneramus;

N-(3-mmukmonpornwi- | H-mupa3zon-5-wn)ounmkio[4.2.0]okra-1,3,5-TpueH-7-kapOokcamu.

Bce coenmuenus Ovumn oxapaktepm3oBaHbl Macc-criekrpoMerpueii (MC). ITpu momomu XX-MC 6but0
MOJTBEPXKIEHO, YTO B KAXK/OM CITy4ae OCHOBHOW KOMIIOHEHT BKJIFOYAET MOJICKYJISIPHBINA HOH, COOTBETCTBYIOILU
oxumaeMoMy mpoaykry. CoennHeHHS MpeAcTaBIsuIN B Buae % rmiomann BOXKX, maMenstomerocs ot 78 mo
100.

Anam3 BOXX:

PactBopurens A: H,O/CH;CN=90/10 + 0,1% TFA;

Pacteopurens B: H,O/CH3;CN=10/90 + 0,075% TFA

Bpewms (mun) %A %B
0 0 100
6,5 0 100

7 100 0

10 100 0

CkopocTtb: 1,5 Mi/MuH.

Jerekmus: YO 254 um.

Temmneparypa: KOMHATHAs TEMIIEpPaTypa.

Komonka: Supelco™, Discovery O® Amun C16, 5 mxm, (50 x 4,6)MM.

Ipumep 3. 3-Luknonponuin-3-oKkconponaHHUTPUIL.

4,5 r (0,15 momp) 80% rumpuna HaTpus cycrneHaupoBaau B 200 M quokcaHa, JOOABISUM 1O KarwisiM 7,5
M anerorutpmia (0,15 mons), u depe3 20 MUH T00ABISIIN PacTBOp STHIIUKIONporankapbokcumara (0,125
Mois) B 100 mit Toro ke pactBoputeins. CMeCh KHITATHIN ¢ OOPaTHBIM XOJOIMIFHIKOM B TeUEHHE 3 U IIpH TIe-
peMermmBanuH, 3aTeM A00aBsu 400 MIT BOJBI, i DKCTPATUPOBAIM HEMPOPEArupOBaBIINN HCXOTHBIA MaTepral
METHJICHXJIOPUIOM. BOIHBIN CI0M MOAKUCISIIN PACTBOPEHHOU XJIOPUCTO-BOJOPOAHON KUCIOTOM U SKCTPAarupo-
BaJIM T€M ke pacTBopuTeneM. Opranndeckuil cJIoi BBICYIIMBAIHN Hax 0€3BOJHBIM CylIb()aToM HATPHS U yIapH-
BaJIM JIOCyXa C MOJy4YE€HHEM OCTaTKa, KOTOPBIH MOCie KOJIOHOYHOM XpoMaTorpaduu (LMKIOreKcaH-3THIIAleTar)
nmaBait 7,8 T (57% BBIXOM) YKa3aHHOTO B 3ar0JIOBKE COCIAMHCHUS.

1H-SIMP (400 MI'u, CDCI3) m.a.: 1,20 (mM,2H, nuknonpormun CHH + CHH); 1,21 (m, 2H, CHH + CHN);
2,12 (nmom, 1H, J=7,6, 7,6, 4,5, 4,5, muxmonporwt CH); 3,59 (¢, 2H, COCH2). EI-MC: m/z 69 (85, M-C3HS5-);
m/z 39 (100, C3H5+).

Ipumep 4. 3-Luknonponun-5-amuno- 1 H-nupasomn.
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5 1 (0,046 Momnb) 3-IMKIONPONMI-3-0KCONPONaHHUTpHIa pacTBopsut B 200 M1 3TaHONA, M 10OABIISIN
2,26 mn (0,046 monw) THapaTa THAPA3UHA. PaCTBOp OCTABIISIIM KUMETh C 0OpaTHBIM XOJIOAMILHUKOM B TEUCHHE
54, a 3aTeM pPacTBOPHUTEINb BBIAPUBAIH B BakyyMe. OCTaTOK CHOBa PacTBOPSIN B METHJICHXJIOPHUIE U IIPOMBIBA-
JI HECKOJIBKO pa3 CoJIeBbIM pacTBOpoM. OpraHnyeckuii cJIoi BBICYIIUBAIHM HaJl OE3BOHBIM CYJIb(AaTOM HaTpus,
Y BBIIIApUBAIIN pacTBOpUTENH ¢ nosrydyeHueM 4,53 1 (80% BbIX0/1) yKa3aHHOTO B 3ar0JIOBKE COEANHEHUSL.

1H-SIMP (400 MI'u, IMCO-d6) m.xa.: 0,54 (M, 2H, mupaszon CHH + CHH); 0,76 (m, 2H, CHH + CHH);
1,68 (momn, 1H, J=4,9, 4,9, 8,3, 8,3, mupazon CH); 5,02 (c, 1H, nmupazon CH); 6-7 (ymmmp., 3H, NH + NH2).

ESI-MC: m/z 124 (100, MH+).

AHaNOrMYHEIM 00pa30M IMOJYYaH CIIEYIONINE COSTMHEHHUS:

3-muKiro0yTHiI-5-amMuHO- | H-rimpason;

1H-AMP (400 MI'u, AMCO-d6) m.a. 11,10 (ymmup. ¢, 1H), 5,23 (c, 1H), 4,43 (ymmp.c; 1H), 3,31 (M, 1H),
2,18 (m, 2H) , 2,04 (M, 2H), 1,80 (M, 2H);

MC (FAB): m/z 138 (100, MH+);

3-(2-bemsmmmuknonponwi)- | H-mupazon-5-aMuH rugpoXaopu;,

1H-SMP (400 MI'u, IMCO-d6) m.a. 7,23 (xommnexc, SH) , 5,48 (c, 1H) , 2,67 (m, 2H) , 1,85 (m, 1H), 1,48
(m, 1H), 1,06 (M, 2H);

MC (FAB): m/z 214 (100, MH+);

3-nuknoneHTun-S-amuHo- 1 H-nupasomn;

1H-SMP (400 MI'u, IMCO-d6) m.x. 11,15 (¢, 1H), 5,17 (c, 1H), 4,41 (yump.c, 2H), 2,49 (m, 1H), 2,20
(vomrmiekc, 4H), 1,80 (komruteke, 2H), 1,39 (komruteke, 2H).

[pumep 5. 3-LHuknonpormi-5-autpo- 1 H-mupazon.

K pacrBopy 2,7 r rumpokcuaa Hatpus B 454 mum Bomer mpu 0°C moGasmszmm 7,1 r (0,058 moms) 3-
MUKIIONporHi-5-aMmuHO- | H-mpasona u 46,5 T ruapokapOonata HaTpus. Uepe3 10 MUH 1O KarumsiM HOOaBISLIIA
OJTHOBpeMeHHO pacTBop 337 mn ameroHa B 221 mu Boxbl u pactBop 130 1 (0,21 mons) okcona B 580 mur Boabl
IPU 3HEPTUYHOM IepeMelnnBaHuu. Yepes 4 4 mpu TOH ke TeMIEpaType PeakiHio acHJIM HACBIIIEHHBIM pac-
TBOPOM CyJb(uTa HaTpUs, U PEAKIHOHHYIO CMECh SKCTParupoBayiu sTuianeratoM. OpraHuuecKuil cIoil BeICY-
MIMBaJIK HaJl 0€3BOJHBIM CyJIb()AaTOM HATPHUS M YHapUBaIK JocyXa ¢ nosydeHueM 4,6 r (52% Bbixox) yka3aHHO-
r'O B 3ar0JIOBKE COCANHEHUSI.

1H-SMP (400 MI'u, CDCI3) m.a.: 0,79 (M, 2H, muxonpormn CHH + CHH); 1,10 (M, 2H, nuxionponmn
CHH + CHH); 2,01 (manm, 1H, J=5.1, 5,1, 8,2, 8,2, mukmonporui CH) ; 6,51 (¢, 1H, mupazon CH) .

EI-MC: m/z 153 (100, M+); 136 (60, M-OH).

[pumep 6. Tper-OyTi-3-aHUTpO-S-1TIHKIIoNponv- | H-mupa3zon- 1-kapOokcnnar.

4,9 r (0,032 momnp) 3-nukionponmi-5-autpo- 1 H-mmpasona pactBopsumi B 200 M METHIICHXJIOPUAA, H JI0-
Oasmsm 200 MIT HACHIIIIEHHOTO pacTBOpa TrHIpokapOoHaTa HaTpus. 3ateM mobasmsuu 35 r (0,16 Momnb) aHTHA-
puna TpeT-0yTOKCHKapOOHMIIOBOM KMCIIOTHI MPH MEPEeMENINBAaHWN TPH KOMHATHOW Temmepatype. Uepe3 24 u
CJION Pa3ZIeIsUTH, U OPTaHMUYECKHI CIIOH BBICYIIMBAIM HaJ Cylb(}aToOM HAaTpHA U yHapHBalu B BakyyMme. OCTaToK
xpoMaTorpadupoBaiy Ha KOJOHKE C CHiIMKareneM (IMKIoreKcaH-3Tuamerar) ¢ nonyuenuem 7,7 v (95% Boixon)
YKa3aHHOT'O B 3ar0JIOBKE COCANHEHUSI.

1H-SAMP (400 MI'u, CDCI3) m.a.: 0,78 (M, 2H, muxitonporrmn CHH + CHH); 1,13 (M, 2H, nuxionponmn
CHH + CHH); 1,68 (nann, 1H, J=5,3, 5,3, 8,5, 8,5, muknonporun CH); 6,49 (¢, 1H, nmupaszon CH).

ESI(+)MC: m/z 276 (100, MNa+); 220 [60, (MNa-C4H8)+].

IMpumep 7. Tper-OyTmi-3-amunHo-5-mukiomnponui- 1 H-nmmupazon- 1 -kapOokcuiar.

1,2 r (4,74 mmonb) Tper-OyTmii-3-HUTpO-S-nmKkionponui- 1 H-nupason-1-xapookcunara pactsopsud B 20
MJI 9TaHONA U THAPUPOBATH B pucyTcTBiH 200 Mr mamiaaus Ha yrie (10%) npu 50 ¢yHT/aroiiM” 1 KOMHATHO#
TeMIIepaType ¢ HOoIydyeHHneM rocie (GpribTpayy Ha nenuTe U BeimapuBanuu pactsopurens 0,96 T (95% Bbixon)
YKa3aHHOTO B 3ar0JIOBKE COCANHEHUSI.

1H-SIMP (400 MI'u, CDCI3) m.x.: 0,64 (M, 2H, muxironporrist CHH + CHH); 0,97 (M, 2H, muxronpornun
CHH + CHH); 1,63 (c, 9H, (CH3)3); 2,34 (nnnx, 1H, J=5,2, 5,2, 8.4, 8,4, muxuronporun CH); 3,82 (¢, ymmup, 2H,
NH2), 5,39 (c, 1H, mupazon CH).

ESI( +)MC: m/z 246 (200, MNa+) ; 168 [100, (MH-C4HS8)+]; 124 [90, (MH-C5H802)+].

Ipumep 8. N-(3-Luknonpomui- 1 H-nupason-5-umin)oeH3aMui.

K pacrBopy 0,37 r (3 mmons) 3-umkionponui-5-amuno- | H-nupasona B 15 M auxiopMmeraHa mocienoBa-
TEJILHO J100aBIIsUM MpH KoMHaTHOH Temrepatype 0,8 mi (7,3 mons) N-metunmopdonuna u 0,8 mia (6,9 mMoins)
6enzommxsopuna. [locne 16 4 npu nepeMeIIMBaHUM CMECh KOHIEHTPHPOBAIM M OCaJOK PacTBOPSIM B 15 mi
MeTaHona. 3,5 mi 2,5 M ruapokcua HaTpusi JOOABISUIN 110 KaIuIsIM, W B KOHIIE nobaBisuti 10 M TeTparuapo-
(ypaHa ¢ moxy4eHHeM roMOreHHOTo pacTBopa. Uepes 15 MuH cMech KOHLIEHTPHUPOBAIM U BIMBaIK B Boxy. Oca-
JOK (pUIBTPOBAIM M BBICYIIMBAIM B BaKyyMe ¢ nosydeHneM 585 mr (86% BbBIX0[) yKa3aHHOTO B 3arojOBKE CO-
€INHEHUSL.

T.mn. 234°C;

1H=AMP (AMCO-d6) m.x. 12,1 (c, 1H) , 10,65 (c, 1H), 7,97 (app.d., 2H), 7,7 (m, 3H), 6,31 (c, 1H), 0,93
(m, 2H), 0,69 (M, 2H);
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MC (EI) m/z (oTH. uHTeHCUBHOCTB) 227 (M+, 22), 226 (11), 199 (23), 106 (13), 105 (95), 78 (11), 77 (99),
66 (9), 65 (14), 51 (29).

AHanorn4HeIM 00pa3oM MONTyYaH CIEAYIOIINE MPOAYKThI, HCXO/Isl U3 COOTBETCTBYIOIICH KapOOHOBOW KH-
CJIOTBI:

N-(3-nuknonponmwi- 1 H-nupazon-5-mn)-4-xnopoeH3amu i,

1.1 186-187°C;

1H-AMP (IMCO-d6) m.a. 12,2 (c, 1H), 10,8 (¢, 1H), 7,97 (app.d, 2H), 7,53 (app.d, 2H), 6,28 (c, 1H), 1,87
(M, 1H), 0,91 (M, 2H), 0,67 (M, 2H);

MC (EI) m/z (otH. uHTeHCHUBHOCTE) 261 (M+, 27), 235 (8), 233 (36), 141 (66), 139 (99), 113 (31), 111 (78),
65 (10);

N-(3-mmuxmonpornn- | H-nupa3zon-5-wmi)-4-MeTokcnOeH3aMu I,

1.1 175-176°C;

1H-SAMP (JAMCO-d6) m.n. 12,11 (¢, 1H), 10,51 (c, 1H), 7,97 (n, J=8,8 I'u, 2H), 7,00 (a, J=8,8 I'u, 2H),
6,26 (c, 1H), 3,80 (c, 3H), 1,86 (M, 1H), 0,91 (m, 2H), 0,67 (M, 2H);

MC (EI) m/z (otH. uHTeHCHBHOCTB) 257 (M+, 32), 257 (32), 229 (14), 135 (99), 107 (19), 92 (38), 77 (58),
74 (15), 73 (18), 65 (17), 64 (18);

N-(3-nuknonponui- 1 H-nupazon-5-ui)-4-0yTokcnOeH3aMu I,

1.1 192°C;

1H-AMP (AMCO-d6) m.a. 12,11 (c, 1H), 10,48 (¢, 1H), 7,95 (n, J=8,8 I'u, 2H), 6,98 (1, J=8,7 I'y, 2H) ,
6,26 (c, 1H) , 4,01 (t, J=6,5 I'u, 2H), 1,86 (M, 1H), 1,69 (M, 2H), 1,43 (M, 2H), 0,92 (M, SH), 0,66 (M, 2H);

MC (EI) m/z (oTH. uHTeHCUBHOCTB) 299 (M+, 58), 299 (58), 271 (25), 177 (92), 121 (99), 93 (66), 92 (16),
67 (16), 65 (62), 63 (17);

N-(5-mmuxmonpornn- | H-mpazon-3-wmn)-[ 1,1'-Ondenmn |-4-xkapbokcamu;

T.1. 253-254°C;

1H SAMP (IMCO-d6) m.x. 12,15 (c, 1H), 10,7 (¢, 1H), 8,05 (n, J = 8 T'u, 2H), 7,76 (n, J = 8 ', 2H) , 7,72
(n,J=7Tu, 2H), 7,48 (t, J = 7 T'u, 2H), 7,39 (t, ] =7 I'u, 1H), 6,31 (ymmp.c, 1H), 1,88 (M, 1H), 0,91 (M, 2H),
0,68 (m, 2H);

MC (FAB) m/z (otH. uaTeHcuBHOCTE) 304 (MH+, 83), 152 (34), 151 (47), 128 (36), 107 (50) , 95 (38), 89
(32), 78 (27), 77 (99), 39 (35);

N-(3-muxionponmi- 1 H-nupazon-5-nn)pennnaneramu;

1.1u1. 208°C.

1H SAMP (IMCO-d6) m.a. 12,05 (¢, 1H), 10,5 (¢, 1H), 7,28 (app,d, 4H), 7,21 (m, 1H), 6,10 (c, 1H) , 3,54
(c, 2H) 1,80 (M, 1H), 0,86 (M, 2H), 0,59 (M, 2H);

MC (EI) m/z (oTH. uHTeHCHBHOCTE) 241 (M+, 64), 123 (99), 118 (10), 96 (16), 95 (9), 91 (99), 80 (35), 73
(14), 66 (10), 65 (48).

N-(3-muxmonpornui- 1 H-iupa3zom-5-wui)-3-heHuminponanamu,

T.01. 152-160°C;

1H AMP (AMCO-d6) m.a. 12,00 (ymmp.c, 1H) , 10,25 (c, 1H), 7,21 (m, 5H), 6,12 (c, 1H), 2,83 (T, ] = 8
I'u, 2H), 2,53 (1, J =8 I'u, 2H) 1,82 (M, 1H), 0,87 (m, 2H), 0,61 (M, 2H);

MC (FAB) m/z (oTH. uHTeHCUBHOCTB) 256 (MH+, 99), 255 (18), 219 (15), 167 (9), 150 (9), 135 (10), 107
(26), 105 (23), 93 (9), 89 (28);

N-(3-muxnonponmi- 1 H-nupazon-5-un)-3-tpudropmerniideHzamMmus.

T.111. 193-194°C;

1H-AMP (AMCO-d6) m.a. 12,25 (c, 1H), 11,00 (c, 1), 8,32 (c, 1H), 8,26 (un, J=7,9 T'y, 1H), 7,90 (un, 1H),
7,71 (t, 1H), 6,31 (c, 1H), 1,88 (M, 1H), 0,92 (M, 2H), 0,62 (M, 2H);

MC (EI) m/z (otH. uateHCUBHOCTB) 295 (M+, 15), 295 (15), 267 (21), 266 (10), 173 (99), 145 (99), 126
(13), 95 (18), 75 (15), 66 (19), 65 (18);

N-(3-tmkmonponui- 1 H-iupa3zon-5-un)- 1 -6enzotrod eH-2-kapOoKcamMu I,

T.101. 238-239°C;

1H SAMP (IMCO-d6) m.a. 12,2 (c, 1H) , 11,1 (c, 1H), 8,39 (c, 1H), 8,01 (app.d, 1H), 7,91 (app.d, 1H),
7,44 (m, 2H), 6,28 (c, 1H), 1,88 (M, 1H), 0,91 (m, 2H), 0,67 (M, 2H);

MC (EI) m/z (oTH. mHTeHCUBHOCTH) 283 (M+, 78), 255 (18), 162 (23), 161 (99), 133 (75), 89 (93), 73 (18),
65 (14), 63 (11);

4-[(4-xnopdenmn)cynbdonrnn|-N-(5-ruxnonponmi- 1 H-nupazon-3-mn)-3-metnin-2-tnodeHkapOookcamu;

1H-AMP (AMCO-d6) m.a. 10,81 (c, 1H), 8,67 (c, 1H), 7,93-7,91 (n, J=7 I'u, 2H), 7,74-7-71 (a, J=9 Ty,
2H), 6,16 (c, 1H), 2,32 (¢, 3H), 1,87 (M, 1H), 0,91 (m, J=2,8 T'y, 2H), 0,67 (M, J=2,5 T'i,2H);

MC (FAB) m/z (oTH. nHTeHCUBHOCTB) 422 (MH+, 100).

N'-(3-uuxkmonponui- 1 H-upa3zon-5-un)reped ranamu;

T.101. 262-263°C;

1H-AMP (IMCO-d6) m.a. 12,2 (c, 1H), 10,85 (¢, 1H) , 8,09 (c, 1H), 8,01 (u, J=8,0 I'u, 2H), 7,92 (1, J=8,0
I'u, 2H), 7,50 (c, 1H), 6,28 (c, 1H), 1,87 (M, 1H), 0,91 (m, 2H), 067 (m, 2H);
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MC (EI) m/z (otH. uaTeHCHBHOCTB) 270 (M+, 10), 148 (99), 128 (72), 103 (25), 73 (87), 71 (42 ), 60 (25),
59 (58), 58 (50).

N-(3-nukmonponwi- 1 H-mupazon-5-um)anetamu;

1.1 167-171°C;

1H-AMP (IMCO-d6) m.a. 12,0 (c, 1H), 10,2 (c, 1H), 6,13 (c, 1H), 1,95 (c, 3H), 1,84 (m, 1H), 0,89 (m,
2H), 0,64 (M, 2H);

MC (EI) m/z (otH. mHTeHCHBHOCTB) 165 (M+, 47), 123 (99), 122 (33), 97 (15), 96 (31), 81 (19), 80 (72), 67
(17), 66 (28), 65 (40);

Metmi-4-{[(3-muknonpomnwi- 1 H-nupa3o:-5-mm)amMuHo [kapOoHw  6eH30aT;

1.1 173-174°C;

1H-SIMP (IMCO-d6) m.a. 12,2 (¢, 1H) , 10,9 (¢, 1H), 8,06 (1, J=8,0 ', 2H), 8,01 (x, J=8,0 'y, 2H) , 6,30
(c, 1H), 3,87 (c, 3H), 1,88 (M, 1H), 0,91 (m, 2H), 0,67 (M, 2H);

MC (EI) m/z (oTH. uHTeHCHBHOCTB) 285 (M+, 9), 256 (13), 163 (99), 136 (21), 135 (22), 119 (14), 104 (14),
103 (28), 77 (26), 75 (18);

N-(3-nuknomnponui- 1 H-nupazon-5-mi)-3-6pombeH3amu;

T.0u1. 158-159°C;

1H-AMP (IMCO-d6) m.xa. 12,20 (c, 1H), 10,75 (c, 1H), 8,14 (c, 1H), 7,96 (n, J=7,9 I'u, 1H), 7,72 (n, 1H),
7,43 (1,J=7,9 I'n, 1H), 6,28 (c, 1H), 1,87 (M, 1H), 0,92 (m, 2H), 0,67 (M, 2H);

MC (EI) m/z (otH. maTeHCUBHOCTH) 305 (M+, 16), 185 (99), 183 (99), 157 (45), 155 (50), 77 (39), 76 (53),
75(22), 66 (31), 65 (17), 51 (24).

N-(3-mmuxmonpornn- | H-upa3on-5-wmi)-3-MeTokcnOeH3aMu I,

T.1u1. 149°C;

1H-SAMP (AMCO-d6) m.u. 12,15 (¢, 1H), 10,65 (c, 1H) , 7,55 (1, 2H), 7,39-7,36 (T, J=8,0 I'u, 1H), 7,10
(app, D, 1H) , 6,29 (c, 1H), 3,80 (c, 3H) , 1,87 (m, 1H), 0,92 (m, 2H), 0,67 (M, 2H);

MC (FAB) m/z (oTH. naTeHCHBHOCTE) 258 (MH+, 100);

4-6pom-N-(5-unkno0yrui- 1 H-mmpason-3-nn)oensamun;

T.1. 192-194°C;

MC (EI) m/z (otH. nHTeHCHBHOCTB) 319 (M+, 5), 263 (59), 185 (96), 183 (99), 157 (76), 155 (82), 76 (83),
73 (74), 53 (56).

2-[(4-AuernnamuHo)denmn ] -N-(5-unknonponui- | H-nupasosn-3-um)aneramu;

4-6pomo-N-(5-unknorexcui- 1 H-nupazon-3-nin)oeHzamu;

4-6pomo-N-(5-tmuxronenti- | H-mupa3zon-3-un)oen3amu;

N-[5-(2-6em3umuxnonporni)- | H-nupazon-3-wm]-4-6pomOeH3amMu I;

N-(5-tmuxmonpornn- 1 H-mupazon-3-un)-2,4-1uMeTOKCHOSH3aMHU T

5-[(4-xmopdenmn)cynbdonm]-N-(5-muknonpornmi- | H-mupazon-3-mn)-3-metnn-2-tuop eHKkapOooKcaMu i,

N-(5-tmkmonponwi- 1 H-iupazon-3-un)-2,3,4,5,6-nenradropOeH3amMu I,

N-(5-tmxmonpornwi- 1 H-rimpa3o1-3 -1t HUKI0EHTAHKapOOKCaMH I,

N-(5-tmknonponwi- 1 H-nupa3zon-3-ui)-2-(2-THeHu )aue TaMu /1,

N-(5-nuknonponwi- 1 H-nupazon-3-mn)-3,5-auxsiopoeH3aMu;

2-x510p-N-(5-1uxsonpornui- 1 H-niupa3oi1-3-11)-6-Me THIM30HUKOTHHAMU/T;

N-(5-muxnonponi- 1 H-nmupazon-3-ni)-5-n3okcazonkapOoKcaMu;

2,4-muxnop-N-(5-uuknonponui- 1 H-nupasosn-3-uin)-5-gpropdeHsamun;

N-(5-tuxnonponmn- 1 H-nupazon-3-mn)-2,4-nudpropdeHzamu ;

N-(5-tmuxmonpornn- 1 H-upazon-3-un)-3,5-1uMeTokcCHOeH3aMHu I

4-{[(3-muxronporii- | H-rirpa3on-5-wm)aMuHO |kapOOHWMI } OSH30MHAS KUCITIOTA;

2-(4-6pomdenmn)-N-(5-muknonponmi- 1 H-mupazon-3-mwr)aneramu;

(2S)-N-(5-uukmonponui- 1 H-upazoi-3-wi)-2-(2-Had trn) npomnanamu,

N-(5-nukmonponui- 1 H-mupazon-3-un)-2-[4'-(tuapokcumernn)-[ 1, 1'-6udennn]-4-nn]aneramun;,

3-tpeT-0yTnin-N-(5-nuknonponui- | H-mupazon-3-mn)- 1 -(2-tuernnkap6onmn)- 1 H-nmupazon-5-
KapOOKCaMHU/I;

N-(3-{[(3-tuxnonpomnui- 1 H-mupazon-3-umm)amMuHo |[kapOoHwM | -2-THeHI )-2-THO(heHKapOOKcaMu I,

N-(5-tuxnonpormi- 1 H-nupazon-3-nm)-2-(4'-¢rop-[1,1'-6udennn]-4-wn)aneramu;

N-(5-uxnonponmi- 1 H-nupazon-3-un)-2,4-gumetnn-5-gpenun- 1 H-nuppoi-3-kapookcamu;

N-(5-tmkmonponwi- | H-iupa3zon-3-wmn)-2-{4'-[ (mumetmwamuso )Metwn |-[ 1,1'-Ondenwn |-4-nn} aneramun;

2-[4'-(amurOMeTHII-[ 1,1'-Ondernn]-4-nn|-N-(5-muxronponi- | H-mpa3on-3-wmn)anetamMu;

N-(5-mmxmonpornn- | H-nmupazon-3-mn)-2- {4'-[ (meTmnamuso )Metmn|-[ 1,1'-0udennn|-4-mm } anetamu;

N-(5-mmxmonpornn- | H-mupazon-3-wmn)-2-[4'-(1-upponmuauannmernn)-| 1,1'-Ond ermn |-4-mi|aneramuz;

N-(5-tmkmonpornwi- 1 H-iupa3zon-3-wn)-2-[4'-(1 -munepuauawimvern)-[ 1, 1'-oudennn]-4-un]amneramMu;

N-(5-tmkmonpornwi- 1 H-impa3zon-3-wn)-2-[4'-(4-mopdomuamamerni)-| 1,1'-0ndernn ] -4-nnjaneramun;

N-(5-uukmonponui- 1 H-mupazon-3-mn)-2-{4'-[(4-metnin- 1 -nunepazunnn)metnn]-[ 1,1'-0udennn]-4-nm}
aleTamu;

N-(5-nuknonponwi- 1 H-nupazon-3-mwi)-2-[4'-(1 H-umunazon-2-wn)-[ 1, 1'-oudennn]-4-un]aneramu;

-31-



MUz,

Muz;

005373

N-(5-nukmonponui- | H-mupazon-3-mn)-2-(4-{ [ (auMeTniIaMiuHO )kapOOHWIT |aMUHO } heHMIT)arieTa-

N-(5-tuxinonponmi- 1 H-nupazon-3-nn)-2- {4-[ (MeTuncyab(poHm )JaMuHO |peHuI | alieTaMu I,
2-[4-(amunomeTwin)hernn ] -N-(S-ruknonponui- | H-nupasos-3-wi)amneramu;
2-{4-[(anermnamuno )Metmi | perwn  -N-(S-muknonponui- | H-mupason-3-wmn)amneramu ;
2-[4-(amunocynbhonmi)henun |-N-(5-uuknonponii- | H-upaszon-3-wi)aneramum;
N-(3-muxnonponmi- 1 H-nupazon-5-nm)-4-(2-meTokcudeHoKCH ) OeH3aM I 1;
4-(4-xnopdenoxcn)-N-(3-nukiaonporui- | H-nupaszon-5-um)oeHzamu;
4-(4-xnopdenokcn)-N-(3-ukiaonporui- 1 H-nupaszon-5-um)-3-autpodeH3amu;
4-[3,5-6uc(tpudpropmernin)perokcu |-N-(3-uuknonponi- | H-mupazon-5-mr)oensamun;
N-(3-mmuxmonpornwn- | H-mupazon-5-um)-4-(4-dpTopdeHokcn)oeH3amMu;
N-(3-mmkmonpornui- 1 H-iupa3zon-5-wmn)-4-(4-metrndeHokcn )0eH3aMu I,
4-(4-umanodenokcn )-N-(3-ruknonponui- | H-mupasosn-5-un)oeH3amu;
N-(3-tmkmonpornwi- 1 H-impa3zoi-5-wmi)-4-(4-ruapoxkcudeHokcH ) 0eH3aMu I,
N-(3-umknonponwi- 1 H-nupazon-5-uin)-4-(3-rugpoxkcupeHoKcH ) OeH3aMuI;
2-[1,1'-6udenmn]-4-un-N-(3-nuxnonponui- | H-nmupa3zosn-5-un)nponanamuz;
N-(3-umknonponwi- 1 H-nupazon-5-un)-2-(4-henokcudenurn)aneramus;
N-(3-muxnonponmi- 1 H-nupazon-5-nm)-3,5-aunon0-4-(4-metokcudeHokcn ) OeH3aMu 1
N-(3-muxnornponmi- 1 H-nupazon-5-nm)-4-[ 3-(runpokcumerun ) penun]-3-0yreHamu;
N-(3-muxnonponmi- 1 H-nupazon-5-nmn)-4-{3-[ (MmeTnnamuno )metwi |penun } -3-0y reHamMu 1;
N-(3-mmuxronporni- | H-iipazon-5-wim)-2-(2 - eHUIIHUKIIOIPOITIIT )alle TAMH T
2-[2-(1,3-6en30am0KCON-5-mn)uKnonpornii |-N-(3 -muknonporni- | H-nupazon-5-wmm)anetamus;
2-[3-(1,3-6en30anoxcon-5-mn)-2,2-nudroprukronporit|-N-(3-mukronpomnt- | H-impa3on-5-wmm)anera-

N-(3-nukmonponwi- 1 H-mupazon-5-um)-2-(2,2-mudrop-3-heHUIIMKION PO )aeTaMu I,
N-(3-mmxmonpornui- 1 H-iupa3zomn-5-wmn)-2-(5-metrin-4-heHmn-3-M30Kca30Im )ale TaM U I,
N-(3-uuknonponwwi- | H-nupazon-5-mn)-2-(5-mMetui-3 -heHrn-4-u30Kca30iIui )are TaMuI;
2-[3-(1,3-06en30a10KCON-5-11)-5-MeTrn-4-n30kca3oimi | -N-(3-nukinonponui- | H-nupazon-S-umn)aneramu;
2-[4-(1,3-0eH30a10KCO-5-11)-5-MeThII-3-n30Kca30iui | -N-(3-nuknonponui- | H-nupazon-S-mn)aneramu;
N-(5-muxsnornponmi- 1 H-nupazon-3-nim)-2-(3-deHnn-2-okcupaHun )ale TaMu i,

N-(3-muxnomnponmi- 1 H-nupazon-5-nm)-2-[ 2-(4-¢dToph e Hrin) IUKIOpOIIII |ae TaM U 1

N-(3-mmuxmmonpornmn- | H-mupazon-5-mm)-2-[ 2,2 -qudrop-3-(3-GpTopd eHI) IUKITOIPOITII |alle TAMIT;
N-(3-mmuxmonponmi- 1 H-mupazon-5-wmn)-2-(2-okco-2,3-gurunpo- 1 H-urnon-5-mn)aneramur;
N-(4-{2-[(3-uuxnonponmi- 1 H-mupa3on-5-mr)aMuHo | -2-0KCOATHI | heHHN)- | -TUpPOTHINTHKApOOKCAMHUT;
N-(4-{2-[(3-uukiaonpornui- 1 H-nmupa3on-5-uin)aMuHo |-2-0KCO3THI | heHM) - | -TUIepHuInHKapOOKCaMuI,
N-(4-{2-[(3-uukinonpornmi- 1 H-nmupasosn-5-uin)aMuHo | -2-0KCodTHI | heHI ) -4-MOPHOTHHKAPOOKCAMU/T,
N-(4-{2-[(3-uukionponui- 1 H-nmupazon-5-uin)aMuHo | -2-0KCodTHI | heHm )-4-MeTHII- 1 -

nunepasuHKapOoKcaMu/I;

N-(3-umknonponwi- 1 H-nupa3zon-5-ui)-2-(2-nupuIuHAI )ale TaMuI;
N-(3-umknonponwi- 1 H-nupa3zon-5-ui)-2-(3-nupuIuHII )aeTaMuI;

N-(3-muxnornponmi- 1 H-nupazon-5-nmn)-2-(4-nupuAnHui ) ale TaMuz;

N-(3-muxnomnponmi- 1 H-nmupazon-5-un)-5-(3-autpodennn)-2-pypamunz;
N-(3-muxnomnponmi- 1 H-nmupazon-5-nn)-2-(2,5-11okco-4-uMu1a30IMHIIT ) ALe TAMHU /T,
N-(5-tmuxmonporni- 1| H-upazon-3-un)-2-(9-okco-9H-dayopen-2-n)aneramMur;
N-(5-tmxmonponn- 1| H-mupazon-3-wun)-2-(4'-3tmn-[ 1,1'-0nd enn |-4-mn)aneramu;
N-(5-mmuxmonpornwt- 1| H-mupazon-3-wun)-2-(4'-npomwn-[ 1,1'-0ud enn |-4-mn)aneramu;
N-(5-uuknomnponuni- 1 H-nupazon-3-un)-2-(9H-¢dnyopeH-2-un)aneramu;
N-(5-uuxnonponui- 1 H-nupazon-3-mn)-2-(9-metuin-9H-diuyopen-2-un)aneramu,
N-(5-uuxinonponmi- 1 H-nupazon-3-nn)-2-(2-rugpokcuaudenso[ b,d]bypan-3-ui)aneramu;
N-(5-tmknonponwi-1H-nupazosn-3-un)-2-(4'-rugpokcu-| 1, 1'-Oudennn|-4-nmn)auneramu;
2-(4'-tmano-[ 1,1'-6udennn]-4-wmn)-N-(5-uukinonponuwi- | H-nupazon-3-mn)aneramu;
2-(4'-6pom-[ 1,1'-6ncpenni]-4-mn)-N-(5-muxnonponmi- | H-mmpazon-3-n)aneramu;
N-(5-muxnornpormi- 1 H-nupazon-3-un)-2-(4'-nponokcu-| 1,1'-6ndenni]-4-n)aneramu;
N-(5-tuxnornponmn- 1 H-nupazon-3-uin)-2-(4'-6yrokcu-[ 1,1'-6udennn]-4-wmn)aneramu;
N-(5-tmuxmonporni- | H-nupazon-3-wmn)-2-(4'-nentokcu- [1,1'-0ndennn|-4-m)amneramu;
4'-{2-[(5-muxonporvi- | H-rirpa3on-3-wmi) amuHo |-2-okcodTwn }-[ 1,1'-0udennn]-4-mn amnerar;
2-(4'-tpet-0yTmn-| 1,1'-6udenwn]-4-mr)-N-(5-muxmonpormn- | H-mupazon-3-wmm)anetamus;
N-(5-nuknonponwi- 1 H-mupazon-3-um)-2-(3',4'-muxnop-[ 1,1'-6udenmn]-4-mn)anetamur,
N-(5-tmxmonpornui- 1 H-iupa3zon-3-un)-2-(3'-ruapokcu-[ 1,1'-0ndermn |-4-nn)aneramu;
2-(3'-6pom-[1,1'-ouderrn]-4-mn)-N-(5-muxnonpornui- 1 H-nupa3on-3-wmn)aneramMu;
2-(3"-amuno-[ 1,1'-6udenn|-4-mn)-N-(5-uuknonponwwi- | H-nupazon-3-mn)aneramun;
2-(4'-amuno-[1,1'-6udenmn]-4-mn)-N-(5-unknonponui- 1 H-nupason-3-ui)aneramuz;
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N-(5-tmxmonpornwi- 1 H-impa3zon-3-wmi)-2-(3-ruapoxcu-2-Had T )are TaMuI;
N-(5-nukmonponwi- 1 H-mupazon-3-mn)-2-(3,5-muruapokcu-2-Had T )aneraMu 1,
2-(3-amun0-2-HadTHI)-N-(5-nuknonponui- | H-upazosn-3-mi)aneramu;

N-(5-umknonponwi- 1 H-nupa3zon-3-ui)-2-(6-rugpokcu-2-Had Trin)aneTaMu;

N-(5-umknonponwi- 1 H-nupa3zon-3-uin)-2-(2-rugpokcu- 1 -Had Trin)aneraMmu;

N-(5-umknonponwi- 1 H-nupazon-3-ui)-2-(6-rugpokcu- 1 -Had Trn)aneraMmu;

3-amuHO-N-(5-muxsonpormi- 1 H-nupazon-3-nn)-4-[ (2-bypunmernin)cynbdonni]-2-TnodpeHKkapOoKcaMHu I,

3-amuHO-4-[(4-xs0pdenun)cynbPorui]-N-(5-unknonponui- 1 H-nmupazon-3-mi)-2-tnopenkapbokcamu

3-amuHO-N-(5-muxutonponmi- 1 H-nupazon-3-nn)-4-(penuncynbhonmn)-2-TnopeHKkapOoKcaMuI;
3-xmop-N-(5-muknonponui- | H-mupazon-3-win)-4-(MeTuicynshoHmI)-2-THO G eHKapOOKCAMHUT;
3-amuHO-N-(5-tIukmonponmi- | H-mupazon-3-wuin)-4-(u3onponmicynbGorm)-2-TnodeHkapOokcaMu;
3-amuHO-N-(5-mukuonponmi- 1 H-nupazon-3-mn)-4-(nponuicyibGoHin)-2-TuodeHKkapOoKcaMui;
3-x510p-N-(5-nuknonponui- 1 H-nupazon-3-mi)-4-(u3onponuicynbhonui)-2-THopeHKapOOKCaMuI,

N-(5-tuknonponmi- 1 H-nupazon-3-mn)-4-(u3onponuincynbhonui)-2-THopeHKapOoKcaMu I,

4'-{2-[(5-uuxnonponui- 1 H-nupa3zoin-3-mi)amMuno | -2-okcoatuin } -N-[ 2-(1 -nupponunuamn )atui |- 1,1'-
oudennn|-4-kapObokcaMu;

4'-{2-[(5-muxnonponui- 1 H-nupa3zoi-3-mi)amMuno |- 2-okcoatnin } -N-[ 2-( 1 -nupponugunamn ) npornwi | -[ 1,1'-
oucenni]-4-kapobokcamu;

4'-{2-[(5-muxnonponwi- 1 H-mmupa3zon-3-mi)amMuno |- 2-okcoatnn } -N-[ 2-( 1 -munepuanamn ) ot |-[ 1, 1'-
oudenni]-4-kapboxkcamu;

4'-{2-[(5-muxmonporvi- | H-ripa3zon-3-wmm)amMuHo |-2-0kco3 T } -N-[ 2-( 1 -munepunuam ) nporwn|-[ 1,1'-
oudennn|-4-kapOokcaMu;

4'-{2-[(5-muxmmonpori- | H-mmpa3zon-3-wmm)amMuHO |-2-0kco3 T } -N-[ 2-(4-mopdomuamn )t -[ 1,1'-
oudennn]-4-kapbokcaMu;

4'-{2-[(5-muxnonponui- 1 H-mupazon-3-wun)amMuno |-2-0kcod T } -N-[ 2-(4-mopdommann ) npormn |- [ 1,1'-
oudennn]-4-kapObokcaMu;

4'-{2-[(5-muxnonponui- 1 H-nupa3o:-3-uin)aMuHo | -2-0kcoaTni } -N-[ 2-(4-MeTri- | -munepa3suHu ) 3Tii | -
[1,1'-6udennn]-4-kapbokcamu;,

4'-{2-[(5-muxnonponui- 1 H-nupa3zo:-3-mi)aMuno |-2-0kcod T  -N-[ 2-(4-MeTnit- 1 -nunepa3uHuI ) Ipormi |-
[1,1'-6udennn]-4-kapbokcamu;

[Mpumep 9. N-(3-unknonponui-1H-nupazon-5-uin)-4-6pomOeH3amu 1.

122 wmr (3arpy3ka 1,91 mmons/r, 0,233 Mons) N-meTrimopdonrHa Ha TOTUCTUPOIHHOM HOCHTENE CyCIICH-
IUpOBaSK B 4 MII XJIOpMeTaHa u 3ateM oOpabarteBanu 25,6 mr (0,117 mMois) 4-6poMOeH30mIIXIIOpHAa, 3aTeM 4,8
mr (0,039 mons) 3-nukIonponmi-5-amuHonupasona. [locire 48 4 mepementiBanus P KOMHATHOHN TeMIepaType
CMOJTy OTAEIsITN (punbTpanueil 1 IpoMbIBaIK 2 MII JuxiopMerana. GUiIbTpaT yrnapuBail JOCyXa, 0CaJOK CHOBA
pacTBOpsIIH B 4 MJI AUXJIOpMeTaHa, ¥ 100aBisy 100 Mr TprucaMuHa Ha OJIMCTUPOILHOM HOocuTene. [locne 48 1
MepEeMEIINBaHUs TP KOMHATHOM TeMIiepaType CMOJly OT(WIBTPOBBIBAIN, IIPOMBIBAIN 2 MJI AUXJIOPMETAaHA U
KOHLIEHTPHUPOBAJIH C MOJY4YEHHEM, ITOCIIE PACTHPAHUS C TUITHIIOBBIM 3dupom, 9,3 mr (78% BbIXxoa) yka3aHHOTO
B 3ar0JIOBKE COEJIMHEHHUSI.

T.mn. 190-192°C.

1H-AMP (AMCO-d6) m.n. 7,91 (n, J=8,5 T', 2H) , 7,68 (1, 2H), 6,29 (c, 1H), 1,88 (M, 1H), 0,90 (m, 2H),
0,67 (M, 2H);

MC (EI) m/z (otH. mHTeHCHBHOCTE) 305 (M+, 27), 185 (99), 183 (68), 157 (44), 155 (49), 77 (38), 76 (41),
66 (42), 51 (29).

AHaNOrMYHBIM 00pa30M MOYYaIH CISYIONINE COSTMHEHHUS:

N-(3-muxmmonpornmi- 1 H-mupazon-5-wmm)-2-xmopOoeH3aMu;

1.1 155-156°C;

IH-AMP (AMCO-d6) m.n. 12,15 (¢, 1H), 10,75 (c, IH) , 7,47-7,37 (M, 4H) , 6,25 (c, 1H), 1,87 (M, 1H),
0,92 (m, 2H), 0,67 (M, 2H);

MC (EI) m/z (otH. nHTeHCHBHOCTB) 261 (M+, 6), 226 (22), 141 (23), 139 (99), 113 (19), 111 (58), 75 (42),
67 (17), 65 (38), 52 (16), 51 (24).

N-(3-muxnonponmi- 1 H-nupazon-5-ni)-2-6pombeH3amu I,

T.au1. 158-159°C;

1H-AMP (AMCO-d6) m.a. 12,15 (c, 1H) , 10,75 (¢, 1H) , 7,65 (1, J=7,7 I'u, 1H), 7,41 (app. d, 1H) , 7,35
(m, 2H) , 6,26 (c, 1H), 1,86 (c, 1H), 0,92 (M, 2H), 0,68 (M, 2H);

MC (FAB) m/z (otH. nHTeHCHBHOCTB) 306 (MH+, 99), 613 (10), 384 (15), 382 (15), 308 (97), 307 (26),
306 (99), 305 (13), 226 (10), 185 (15), 183 (16);

N-(3-nukmonponwi- 1 H-mupazon-5-mn)-3,4-nuxnopOeH3aMu;

T.11.196-197°C;

1H-AMP (IMCO-d6) m.1. 12,20 (¢, 1H), 10,90 (¢, 1H), 8,21 (c, 1H), 7,94 (1, J=8,4 I'u, 1H), 7,76 (1, J=8,4
I'u, 1H), 6,29 (c, 1H), 1,87 (M, 1H), 0,92 (M, 2H) , 0,67 (M, 2H);

MC (FAB) m/z (otH. uHTeHcuBHOCTB) 296 (MH+, 100);
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N-(3-nukmonponui- 1 H-mupazon-5-mn)-2,4-nuxnopOeH3aMuI;

T.101. 148-149°C;

1H-AMP (JIMCO-d6) m.a. 12,15 (¢, 1H) , 10,82 (c, 1H), 7,68 (c, 1H) , 7,49 (xommnekc 2H) , 6,25 (c, 1H),
1,87 (m, 1H), 0,92 (m, 2H), 0,67 (M, 2H);

MC (FAB) m/z (otH. uHTeHcuBHOCTB) 296 (MH+, 100);

N-(3-nuknomnponwwi- | H-nupazon-5-un)- 1 H-un0m-2-kapookcamu i,

T.0u1. 268-269°C;

1H-AMP (AMCO-d6) m.x. 12,05 (ymmp.c, 1H), 11,67 (c, 1H), 10,75 (¢, 1H), 7,58 (n, 1H), 7,41 (M, 2H),
7,18 (1, 1H), 7,02 (1, 1H), 6,30 (c,1H), 1,88 (M, 1H), 0,92 (M, 2H), 0,68 (M, 2H);

MC (FAB) m/z (oTH. nHTeHCUBHOCTB) 267 (MH+, 100);

N-(3-mmxmonporni- | H-upazon-5-wum)-2-[5-(2,6-mudTopOeH3m)-2-Me TOKCH () SHIII |alle TaMHT;

1H-AMP (JIMCO-d6) m.a. 7,65 (¢, 1H) , 7,65 (M, 2H), 7,30 (1,1H), 7,10 (n, 2H), 6,07 (c, 1H), 3,84 (c, 3H),
3,63 (c, 2H), 1,81 (m, 1H), 0,85 (M, 2H), 0,60 (M, 2H);

MC (FAB) m/z (otH.uHTeHCHBHOCTE) 412 (MH+, 99);

N-(3-tuxnonponwi- 1 H-nupazon-5-mn)-3,5-auTpud ropMe THIIoeH3aMu I

N-(3-nuknonponmi- 1 H-nupazon-5-mn)-3,3-auMeTiHioyTaHaMu I,

N-(3-nuknonponmwi- | H-nupazon-5-mn)-4-uoadeH3amu i,

N-(3-muxonponmi- 1 H-nupazon-5-nn)- 1 -napramu;

N-(3-muxnomnponui- 1 H-nupazon-5-nn)-3-nipanobenzamu i,

N-(3-mmxmonponwi- 1 H-iupazon-5-wun)- 1,3-6eH30 IHOKCON-5-KapOOKcaMIT;

N-(3-mmxmonporni- | H-nupazon-5-wmi)-4-mMopdoarnHOKapOOKCaMu I,

3-(2-xaopdenni)-N-(3-muxmonpornmi- | H-nrpazon-5-wmm)-2-nponeraMu;

N-(3-mmuxmonporni- | H-impa3zon-5-w)-2-(ponmincy b haHun ) HIKOTHHAMUT,

N-(3-nukmonponwi- 1 H-mupazon-5-um)-2,2,5,7-retpame - 1 -okco-4-uHaaHKapOOKCaMU T,

N-(3-nukmonponwi- 1 H-mupazon-5-um)-2-mupuaaHKapOoKcaMu/;

N-(3-nuknonponui- 1 H-mupazon-5-mn)-2-agamanTaHkapOOKCaAMU T,

N-(3-nuknonponmwi- | H-nupazon-5-mn)-4-metunoeH3aMu 1,

N-(3-nuknonponwi- 1 H-nupazon-5-mi)-2,6-auxiopoeH3aMu;

N-(3-nuknonponui- 1 H-nupaz3omn-5-mi)-2-MeTokCHOSH3aM U I

N-(3-muxonponi- 1 H-nupazon-5-nn)-2-mMeTnnoeH3amu;

N-(3-muxonponmi- 1 H-nmupazon-5-nm)-3-dpropoenzamu

N-(3-mmuxmonpornn- | H-nmupazon-5-wmn)-3-xmopoeHzaMu;

N-(3-mmxmonpornn- | H-upazon-5-wun)-3,5-1uMeTokcnOeH3aMu I

N-(3-mmxmonporni- | H-upazon-5-wn)-3-meTundeH3amMu;

N-(3-tmxmonponwi- 1 H-iupa3zon-5-wun)-4-hropoeHsamu;

N-(3-muxmonpornwi- 1 H-impa3zon-5-wi)-4-rpudy TopMe THiIO e H3aMHI T

Metun-4-[(3-muxnonpomnui- | H-ipa3zon-5-un)amuHo |-4-okco0yTaHoaT;

N-(3-muxnonponui- 1 H-nupa3zos-5-mi)-1ukionponaskapOooKkcaMui;

N-(3-nuknonponwi- 1 H-nupazon-5-un)-4-1ianoOeH3amMu 1,

N-(3-muxnonponwi- 1 H-nupazon-5-un)-2-Hadramuz;

N-(3-muxsonponmi- 1 H-nupazon-5-nn)-2-tnodenkapbokcamu;

N-(3-muxonponmi- 1 H-nupazon-5-nm)-2-xuHOKcaTMHKapOOKcaMHuI;

N-(3-muxnonponmi- 1 H-nmupazon-5-mn)-3,4-nudropdenzamu;

N-(3-mmxmonpornn- | H-nmupazon-5-wmn)-3,5-qudropberzamurn;

N-(3-mmuxmonpornn- | H-upazon-5-wmn)-2-(2,5-auMeTokcru eHIT ) ae TaMu /I,

2-(4-xmopdpenokcn )-N-(3-uuknonponui- | H-mupa3on-5-min)HUKO THHAMUAT,

3-xmop-N-(3-uuknonponui- 1 H-upa3o1-5-wi)-2-trodheHKapOOKCaMu I,

2,5-muxaop-N-(3-uuknonporwwi- | H-nupazon-5-nn) -3-tnodenkapdokcamu;

N-(3-nukmonponui- | H-mupa3zon-5-mi)-2-3TokcubeH3aMu I,

N-(3-umxnonponwi- 1 H-nupazon-5-uin)-2-hpeHnndyranamMmuz;

N-(3-uuxnonponwi- 1 H-nupazon-5-um)-4-tpudropmerokcudeH3aMuI;

3-x10po-N-(3-nukionpomnui- 1 H-nupason-5-un)-1-6en3o[b]rnodpen-2-kapbokcamua.

Bce coenyHenust ObUTH OXapakTepH30BaHbI ¢ MOMoIIbio Macc-criekrpomerpun (MC). [Tpn nomomm XKX-
MC noaTBepkIallock, YTO B KaXJIOM Cllydyae TJIaBHBIH KOMIIOHEHT 00J1aall MOJIEKYISIPHBIM HOHOM, COOTBETCT-
BYIOIIUM OXXKHIaeMOMY MpoAyKTy. CoeAnHeHHs NpeaCcTaBsuIM B Buie % ruromaan BOXKX, usmensoerocs ot
70 mo 100. Anamus BOXX:

PactBopurens A: H,O/CH;CN=90/10 + 0,1% TFA;

Pacteopurens B: H,O/CH3;CN=10/90 + 0,075% TFA.
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Bpewms (mun) %A %B
0 0 100
6,5 0 100

7 100 0

10 100 0

CxopocTts: 1,5 Mi/MuH.

Jerexius: YO 254 uM.

Temneparypa: KOMHaTHas TEMIIEPATypa.

Komnonka: Supelco™, Discovery O® Amua C16, 5 mrm, (50x4,6)Mm.

Ipumep 10. N-(3-Luxmonpomnwui- 1 H-riupa3zon-5-wn)- 1 H-mupposn-2-kapookcamu.

K pactBopy S5-amuno-3-muknonponuimnupaszona (274 mr, 2,2 MMoib) B 6 MJI allETOHUTPWIIA JOOABJISIIH
pactBop 2-Tpuxiopanermimuppoia (430 mr, 2,0 MMOJBE) B 6 MII alleTHOHHUTpPIJIA, 3aTeM J00aBIsu 250 MK
TpuaTIIIaMuHa. CMech NepeMelInBald U HarpeBalu 1O KHUIICHHS ¢ OOpaTHBIM XOJOAMIBHUKOM B arMocgepe
aszora B TeueHue 8 4. Cmech BoumBanu B stmianerar u |M KH,PO,. Oprannueckyto ¢asy BBICYIINBAIN HaJ
Na,SO,, KOHIIEHTPUPOBAIN B PACTBOPSUIH 0caAoK B adupe. U3 adupa BrImaganu Oenpie NToIb9aThie KPUCTAILIH,
SMP ananm3 KOTOPHIX BBEISBHI HANWYHE KOMIUIEKCA MMPOAYKTa U 3(pHpa B COOTHOUICHUN OIUH K OAHOMY. TBep-
Ioe BemiecTBo HarpeBann 10 62°C B BakyyMe B TeueHHe HouH ¢ moiyderneM 190 mr (0,41 mmons, 44%) HE co-
nepramero 3¢up npoaykta, T.mwi. 220-221°C, 'H SIMP (IMCO-d6) & 12,1 (c, 1H), 11,5 (¢, 1H), 10,2 (c, 1H) ,
7,06 (c, 1H), 6,89 (c, 1H), 6,24 (c, 1H), 6,08 (c, 1H), 1,86 (m, 1H), 0,89 (M, 2H), 0,66 (M, 2H); MK (cMmemmenue)
3263 (b), 3172 (b), 2351 (w), 2328 (w), 1906 (w) , 1645 (s) , 1639 (s) , 1587 (s), 1554, 1538, 1488, 1439, 1402,
1319, 786, cm™'. Anai. paccu. g C; H;pN,O: C 61,10, H 5,59, N 25,91. O6napyxkeno: C 60,99, H 5,63, N
25,68.

Tem e crocoOOM, HO HCIOJB3YS S-aMHUHO-3-IMKIOOYyTHIMpa3osn, noiydand N-(3-umkinoOyrun-1H-
nupasoit-5-uin)- 1 H-nuppos-2-kapOokcamu .

K 260 mr (1,9 mmonb) 5-amuHO-3-nmknoOyTuinmnupasona B 7 mil anetoHuTpuia pobasmsum 407 mr (1,9
MMOJIB) 2-TpuXJjopaneTiianuppoia u 220 Mk TpuaTHiIaMuaa. CMech epeMelnBalld U HarpeBajy 0 KUIICHUS C
00paTHBIM XOJIOJMIBHUKOM B aTMocdepe a3oTa B TeueHue 12 4. AHaIM3 TOHKOCJIONHHOM XpoMaTorpaduei noka-
3aJ1, 4TO €IlIe OCTaBaJIOCh HEKOTOPOE KOJMYECTBO MCXOIHOTO IpoaykTa. CMech KOHIIEHTPHUPOBAIN U MOABEPTalIN
XpoMatorpauu Ha CHIMKarene, 3moupys 5% meraHosioM B xijopodopme. Dpakuun, coxepkamue MpoayKT,
KOHLICHTPHUPOBAJIH JI0 COCTOSHHSI MacJia, KOTOPOE KPUCTAIIIM30BAIHN IIyTEM KOHLICHTPUPOBAHUS U3 3pHpa U Me-
taHoia ¢ nomyderneM 200 mr (0,87 mmoinb, 46%) TBepmoro BemiecTBa OexeBoro mpera, T.mw1. 207-209°C, 'H
SAMP (AMCO-d6) & 12,1 (c, 1H), 11,5 (c, 1H), 10,2 (c, 1H), 7,08 (c, 1H), 6,89 (c, 1H), 6,41 (¢, 1H), 6,09 (c,
1H), 3,46 (m, 1H), 2,24 (m, 2H), 2,11 (M, 2H), 2,0-1,8 (m, 2H); UK (cmemenue) 3329, 3294, 3257, 3225 (b),
2460 (W), 2351 (w), 2318 (W), 2257 (s), 1643 (s), 1588 (s) , 1541, 1487 (s), 1416, 757, 747, cm”'. Amnan. paccu.
st CpH14N4O: C 62,59, H 6,13, N 24,33. O6napyxeno: C 62,37, H 6,22, N 24,13.

AHanorn4HeIM 00pa3oM MoJy4aly CIeIYIOINe COSANHEHNUS:

N-(5-nuknonponwi- 1 H-nupazosn-3-mi)-4-(2-metundenszomnn)- | H-nuppon-2-kapookcamu;

1H-AMP (AMCO-d6) m.a. 12,3 (¢, 1H), 12,1 (c, 1H), 10,5 (c, 1H), 7,58 (m, 3H), 7,45 (M, 1H) , 7,42 (™,
2H), 6,27 (c, 1H) , 2,39 (¢, 3H) , 1,88 (n, J=7,0 'y, 1H) , 0,92 (m, 2H) , 0,69 (M, 2H);

N-(5-muxsornponmn- 1 H-nupazon-3-nm)-4-(3-gropodensowmn)- 1 H-nmuppon-2-kapbokcamu;

1H-AMP (AMCO-d6) m.a. 7,67 (M, 1H), 7,58 (m, 3H), 7,49 (c, 1), 7,39 (ar, J=7,2 Ty, 1H), 6,25 (ymmup.c,
1H), 1,00 (m, 2H) , 1,92 (m, 2H), 0,76 (M, 2H);

N-(5-muxmonpornn- | H-upazon-3-wmn)-4-(2-propoenzomn)- | H-muppon-2-kapbokcamu;

1H-AMP (AMCO-d6) m.a. 7,58 (m, 2H), 7,48 (c, 1H), 7,42 (¢, 1H), 7,30 (M, 2H), 6,18 (¢, 1H), 1,92 (m,
1H), 0,98 (m, 2H) , 0,74 (M, 2H);

N-(5-tuknonponui- 1 H-nupazon-3-mmn)-4-(3,3-numetunOyranownn)- | H-nuppoin-2-kapOokcamu i,

N-(5-tmxnonponwi- 1 H-nupa3zosn-3-mn)-4-(unknonponuikapoonmn)- | H-nuppon-2-kapbokcamu;

N-(5-mmxnonponwi-1H-nupa3zoin-3-mn)-4-(2-ruenuikapoonun)- | H-nuppoin-2-kapOokcamu i;

N-(5-nuknonponui- 1 H-nupazon-3-mi)-4-(2-metundoenzonn)- | H-uppon-2-kapookcamu;

4-(1-6enzoTueH-2-mikapoonui)-N-(5-nuknonponui- 1 H-nupazon-3-mi)- 1 H-muppon-2-kapbokcamu;

N-(5-muxnonponmi- 1 H-nmupazon-3-nmn)-4-(3-metunOyranonn)- | H-nuppon-2-kapbokcamu ;

4-(murtonieHTIIIKapOoHmN )-N-(S-mmknonponmi- | H-nupason-3-wn)- 1 H-iuppon-2-kapOokcamu;

N-(5-mmxmonpornn- | H-nupa3zon-3-wmn)-4-nearanoni- | H-muppoi-2-kapbokcamu;

4-(3-xmopoenzomn)-N-(5-uukionponmwi- | H-mupazon-3-mn)- 1 H-muppon-2-xap6okcamu;

N-(5-mmxmonpornn- | H-mpazon-3-wmn)-4-(dpernnanertinn)- | H-muppon-2-kapbokcamu;

N-(5-tmkmonpornwi- 1 H-timpa3zon-3-wn)-4-[(4-propdernn)anerwi |- | H-muppos-2-kapookcamu i,

4-6ytupni-N-(5-nuknonponmi- | H-nupazon-3-mn)- 1 H-muppon-2-kap6okcamu;

N-(5-uuknonponwi- 1 H-nupazon-3-un)-4-(4-dpropbensomn)- 1 H-nuppoin-2-kapbokcamu;

N-(3-nuknonponui- 1 H-nupazon-5-wi)-4-(3,4-numetunoensown)- | H-mupposn-2-kapOokcamu i,

N-(3-umxnonponwi- 1 H-nupazon-5-un)-4-(4-dpropoensomn)- 1 H-nuppoin-2-kapbokcamu;

N-(3-muxnonponmi- 1 H-nupazon-5-nm)-4-(4-metunbdenszonn)- | H-nuppoin-2-kapOokcamu;
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4-(4-xnop6enzonn)-N-(3-muknonponui- | H-mupason-5-wun)- 1 H-muppon-2-kapbokcamu i,

4-(uukmorekcuikapoonmn)-N-(3-muknonponui- | H-mupazosn-5-wun)- 1 H-nmuppon-2-kapbokcamu;

metun 5-(5-{[(3-muxnonponui- | H-mupa3zon-5-un)amuno JkapOonw § - | H-muppo:n-3-wmi)-5-okconeHTanoat

4-anerun-N-(3-nuknonponui- 1 H-nupazon-5-wn)-1 H-nuppon-2-kapbokcamu;

N-(3-nuknonponmwi- 1 H-nupazon-5-mn)-4-(2,6-numerokcudensown)- | H-mupposn-2-kapookcamu;

N-(3-tmxnonponwi- 1 H-nupa3zoin-5-mn)- 1 H-nuppon-2-kapbokcamu;

N-(3-muxnonponmi- 1 H-nmupazon-5-nn)- 1 -metmi- 1 H-nmuppon-2-kapOokcamu ;

4-6pom-N-(3-muxno0ytui- 1 H-nupazon-5-nn)-1 H-nuppoi-2-kapOokcamu;

N-(3-uxnooyruin- 1 H-nupazon-5-uin)-1-metnin-4-(3-metnndensonn)- | H-nuppon-2-kapOokcamu;

N-(3-muxmo0ytri- 1 H-mipazon-5-mi)-2-XHHOKCaTnHKap OOKCaMU I,

(1R,2R)-N-(3-mmuxonpornmi- | H-mmupazon-5-m)-2-peHIuKIoponaHKapOOKCaMILT;

N-(3-tmxkmonpornui- 1 H-timpa3oi-5-wm)-2-h e HUITIUKIONPOITaHKapOOKCaMuUI;

3-xmop-N-(3-uuknonponui- 1 H-mupa3oi1-5-mi)-2-trodheHKapOOKCaMu I,

4-6en3omn-N-(3-muknonponui- | H-upason-5-wum)oenzamu;

[Mpumep 11. 2-[1,1'-budenun]-4-un-N-(3-uuknonponui- 1 H-nupa3zos-5-um)aneramu .

K 5,1 r rputnnxmnopunHoit cMmoisl (Novabiochem, 3arpyska 1,2 Monb/r), HaOyxmeid B 76 vt DCM u 14 mn
JIM® nobasmsuu 3,98 1 2-(4-6pomdenwn)-N-(5-tuxnonponui- 1 H-upazon-5-wi)aneramuna u 3 mo JJUITDA.
CmMech BCTpSXHMBaIM B TeUeHHE 18 4 mpu KOMHATHOHM Temriieparype u 3areM npomsiBasid IM® (3x50 mur), Me-
OH (3x50 mi1) 1 DCM (3x50 mur). HenpopearnpoBaBilyio TpUTHIXJIOPHIHYIO CMOJTY OJIOKMPOBaIU 100aBIICHHU-
em 50 ma IUIIDA:MeOH:DCM (1:2:17), cmech BcTpsxuBanu B TeueHne 1 4 u 3arem npomsiBain JIM® (3x50
i), MeOH (3x50 mim) 1 DCM (3x50 mur). CMOITy BRICYIITHBAIHN B CHIIBHOM BaKyyMe.

Brraiennas 3arpyska: 1,1 Mmons/t (kanmbpoBouHas kpuBas BOXKX).

K 40 mn cMoner co cBsizaHHBIM 2-(4-0pomdennn)-N-(3-mukxnonpormt- | H-mupazon-5-wmm)aneraMuiom o-
6asmsumm 1 Mot 10,4 M pactBopa CsF B DME:MeOH (3:1), hennn6oponosyto kucioty (0,12 mons) 8 DME (0,5
i) u Terpa (tpudenundochun) namtaauii (Pd(PPhs),, 0,008 mons) 8 DME (1 min). Cmech BeTpsixuBanu 1 4
NpU KOMHATHOH TemIiepaType, opraHudeckyio ¢aszy orduibTpoBbiBain, u npoMbiBain cmoiny IAM® (3x5 mi),
MeOH (3x5 mu1) u DCM (3x5 mi). K emone no6asisuia 5 Mt TFA 10% B DCM 1 cMeCh BCTPSIXUBAJIA B TCUCHUE
1 4 Ipy KOMHATHOW TemmepaTtype, opraHudeckyro a3y oTQuiIbTpoBbIBaIM M mpoMbiBain DCM (3x5 mi) u
JAMCO (2x5 mn). Oprannueckue (ppakiuu coOMpaliv 1 ynapuBaid IPpU MOHMKEHHOM JIaBJICHUH, 8 0CaJI0K aHa-
msupoBas myteM BOXKX-MC (pacuer mnomann 90%, 254 am, M+1 = 318, 2M+1 = 365) 6e3 nanpHewmiei
OYMCTKH.

1H-AMP (400 MI'n, IMCO-d6) m.x. 10,49 (c, 1H, NHCO), 7,6-7,3 (M, 9H, 6udenun), 6,09 (c, 1H, CH-
mupason), 3,59 (c, 2H, COCH2), 1,82 (M, 1H, muxmonpomnun-CH);

ESI (+) MC: m/z 318 (100, MH+);

N-(5-tmukmonpornui- 1 H-impa3zon-3-mn)-2-(3'-3rokcu-[ 1,1'-ondennn]-4-un)amneramum;

1H-AMP (400 MI'u, AMCO-d6) m.n. 10,48 (¢, 1H, NHCO), 7,4-7,3 (M, 3H, o,m-Ph), 6,09 (c, 1H, CH-
nupason), 4,03 (8, J=7 I'n, 2H; OCH2), 3,58 (c, 2H, COCH?2), 1,82 (M, 1H, muknonpormun-CH);

ESI (+) MC: m/z 362 (100, MH+);

N-(5-nuknonponmwi- | H-nupazon-3-mn)-2-(3'-aneramuno-[ 1,1'-6udennn]-4-w)arneraMmu;

1H-SMP (400 MI'u, IMCO-d6) m.n. 10,49 (C, 1H, NHCO), 7,8-7,2 (M, 8H, 6udennn), 6,09 (c, 1H, CH-
nupason), 2,04 (c, 3H, COCH3), 1,82 (M, 1H, mukmonpomnmi-CH);

ESI (+) MC: m/z 375 (100, MH+);

N-(5-muxnonpormi- 1 H-nmupazon-3-nm)-2-(4'-tper-0ytun-[ 1, 1'-Oudennun |-4-mm)aneramu;

1H-AMP (400 MI'n, IMCO-d6) m.x. 10,49 (c, 1H, NHCO), 7,6-7,3 (M, 8H, oudenun), 6,09 (c, 1H, CH-
mupason), 3,55 (c, 2H, COCH2), 1,29 (c, 9H, tper-0yTun), 1,82 (M, 1H, nuknonponmin-CH);

N-(5-mmxmonpornt- | H-mupazon-3-mn)-2-(3'-(tpudropmerokcn)-[ 1, 1'-6ndennn |-4-mn)aneramu,

1H-AMP (400 MI'u, AMCO-d6) m.a. 10,49 (c, 1H, NHCO) , 7,7-7,3 (M, 8H, 6udenun), 6,09 (c, 1H, CH-
nupason) , 3,61 (c, 2H, COCH2), 1,82 (M, 1H, mmuknonpormun-CH);

N-(5-nukmonponui- 1 H-mupazon-3-um)-2-(2',3'-mumetmi-[ 1, 1'-6udennn|-4-nm)anetamu.

1H-SAMP (400 MI'u, AMCO-d6) m.a. 10,50 (c, 1H, NHCO) , 7,4-6,9 (m, 7H, 6udenun), 6,10 (c, 1H, CH-
nupasoin), 2,32 (¢, 3H, CH3), 2,10 (¢, 3H, CH3), 1,82 (M, 1H, nuknonponmi-CH);

N-(5-uxnonport- 1 H-nupazon-3-nm)-2-(2',4'-numetokcu-[ 1,1'-6udennn]-4-wmm)aneramu g

1H-SMP (400 MI'y, AMCO-d6) m.x1. 10,47 (¢, 1H, NHCO), 7,65 (n, J=8 I';, 2H, m-Ph), 7,16 (1, J=8,3 'y,
1H, 0-Ph) 6,09 (¢, 1H, CH-timpazomn), 3,55 (¢, 2H, COCH2), 1,82 (M, 1H, nuknonponmi-CH);

N-(5-mxmonpornt- | H-nmupazon-3-mn)-2-(3',5"-mudyrop-[ 1,1'-6ndennn|-4-wmm)ameramu;

1H-SMP (400 MI', JIMCO-d6), m.a. 10,49 (c, 1H, NHCO), 7,65 (n, J=8,3 I';, 2H, m-Ph) , 7,15 (m, 1H,
p-Ph) 6,09 (c, 1H, CH-mupazomn), 3,60 (c, 2H; COCH2), 1,82 (M, 1H, nuknonpormi-CH);

N-(5-tmkmonpornwi- 1 H-impa3zon-3-wn)-2-(2'-3rokcu-[ 1, 1'-ondennn]-4-un)amneramu,

1H-AMP (400 MI'n, IMCO-d6) m.x. 10,48 (c, 1H, NHCO), 7,4-7,0 (M, 8H, 6udenun), 6,10 (c, 1H, CH-
nupason), 4,03 (8, J=7 I'n, 2H, OCH2), 3,58 (¢, 2H, COCH2), 1,82 (m, 1H, muknonponuin-CH);

N-(5-nuknonponmi- 1 H-nupazon-3-mn)-2-(3',4'-mumerokcu-[ 1, 1'-6udennn]-4-wmn)aneramu;
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1H-SIMP (400 MI', IMCO-d6) m.a. 10,46 (c, 1H, NHCO), 7,55 (1, J=8,3 ', 2H, m-Ph), 7,00 (n, J=8,4
I'u, 1H, m'-Ph) 6,08 (c, 1H, CH-niupazon), 3,8-3,7 (2xs, 6H, 2xOCH3), 1,82 (M, 1H, muxonponui-CH);

N-(5-nukmonponui- | H-mupazon-3-mm)-2-(4"-s3tmn-[ 1, 1'-6udennn|-4-nm)aneramug

1H-SMP (400 MI'y, IMCO-d6) m.a. 10,47 (c, 1H, NHCO), 7,6-7,2 (m, 8H, 6udenun), 6,09 (c, 1H, CH-
nupason), 3,58 (¢, 2H, COCH2), 2,61 (xB, J=7 I'u, 2H, CH2CH3), 1,82 (M, 1H, muxnonponui-CH);

N-(5-tmknonponwi- 1 H-nupazon-3-un)-2-(3'-xnop-4'-gprop-[ 1, 1'-Oudennn]-4-nn)aueramu;

1H-SAMP (400 MI'n, AMCO-d6) m.x. 10,48 (c, 1H, NHCO), 7,8-7,4 (m, 7H, budenun), 6,08 (c, 1H, CH-
nnpason), 1,82 (m, 1H, nuknonponun-CH);

N- (5-nuknonponmi-1 H-mmupason-3-mn)-2-((4'-metmntro)-[ 1,1'-0udernn]-4-m)aneramua

1H-SIMP (400 MI'ti, IMCO-d6) m.a. 10,48 (¢, 1H, NHCO), 7,56 (1, J=8,3 T'y, 2H, m-Ph), 6,96 (x, J=6,6
I'm, 2H, m'-Ph), 6,09 (c, 1H, CH-mmupasomn), 3,59 (c, 3H, SCH3), 1,82 (M, 1H, muxmonpomnun-CH);

N-(5-tukmonpornwi- 1 H-impa3zon-3-wn)-2-(4'-3tokcu-[ 1, 1'-ondennn]-4-un)amneramu,

1H-SIMP (400 MI'y, IMCO-d6) m.a. 10,50 (¢, 1H, NHCO), 7,52 (n, J=8,3 'y, 2H, m-Ph), 6,96 (n, J=6,7
I'u, 2H, m'-Ph), 6,09 (¢, 1H, CH-nupason), 4,03 (x8, J=7 I'u, 2H, OCH2CH3) , 1,82 (M, 1H, uukinonponui-CH);

N-(5-nuknomnponui- 1 H-nupazon-3-mwn)-2-(4'-auetwn-[ 1,1'-6udenn]-4-m)aneraMmu;

1H-SIMP (400 MI'u, AMCO-d6) m.a. 10,50 (c, 1H, NHCO), 8,00 (n, J=8,6 I'u, 2H, m'-Ph), 6,96 (u, J=8,3
I'u, 2H, m-Ph), 6,09 (¢, 1H, CH-ttupason), 2,59 (¢, 3H, COCH3), 1,82 (M, 1H, nuknonponumi-CH);

N-(5-tuxnonpormin- 1 H-nupazon-3-nm)-2-(2',5'-numerokcu-[ 1,1'-ondennin]-4-un)aneramn;

1H-AMP (400 MI'n, IMCO-d6) m.x. 10,48 (c, 1H, NHCO), 7,38 (x, J=8,3 ', 2H, m-Ph), 6,81 (x, J=3,1
I'm, 1H, o'-Ph) , 6,10 (¢, 1H, CH-ttmpaszon), 3,55 (¢, 2H, COCH2), 1,82 (M, 1H, nuknonponun-CH);

N-(5-mxmonpornn- | H-mupazon-3-wmm)-2-(2'-prop-[ 1, 1'-6ndennn|-4-mwn)aneramun,

1H-AMP (400 MI';, AMCO-d6) m.1. 10,51 (¢, 1H, NHCO), 7,5-7,3 (M, 8H, 6udenun), 6,10 (c, 1H, CH-
nupason), 3,62 (c, 2H, COCH2), 1,82 (M, 1H, muxmonpomnun-CH);

N-(5-nukmonponui- | H-mupazon-3-mn)-2-(3'-dprop [1,1'-6udennn]-4-nn)ameramu;

1H-SIMP (400 MI', IMCO-d6) m.a. 10,49 (¢, 1H, NHCO), 7,63 (1, J=8,2 'y, 2H, m-Ph), 7,38 (n, J=8,2
I'u, 2H, o-Ph), 6,09 (¢, 1H, CH-ttupason), 3,59 (¢, 2H, COCH2), 1,82 (M, 1H, uukmonponui-CH);

N-(5-nuknonponmi- 1 H-nupazon-3-mn)-2-(3'-metokcu[ 1, 1'-6udenn]-4-un)aneramu;

1H-SIMP (400 MI'u, IMCO-d6) m.n. 10,48 (¢, 1H, NHCO) , 7,57 (n, J=8,0 I'u, 2H, m-Ph), 6,09 (c, 1H,
CH-nupaszon), 3,79 (¢, 3H, OCH3), 3,59 (¢, 2H, COCH2), 1,82 (M, 1 H, nuknonpomun-CH);

N-(5-muxnonponmi- 1 H-nmupazon-3-nmn)-2-(3'-popmun-4'-merokcn-[ 1, 1'-6ndennn]-4-n)anera-
MuUp;

1H-AMP (400 MI'n, AMCO-d6) m.x. 10,49 (c, 1H, NHCO), 8,0-7,9 (M, 2H, o'-Ph), 7,60 (m, J=8,3 I'y, 2H,
m-Ph), 6,09 (c, 1H, CH-ttupazon), 3,60 (c, 2H, COCH2), 1,82 (M, 1H, nukmonponun-CH);

N-(5-tmuxmonporni- | H-upazon-3-un)-2-(4'-prop-3'-metnn| 1,1'-6ndennn|-4-wmm)ameramu;

1H-SIMP (400 MI'u, AIMCO-d6) m.n. 10,47 (c, 1H, NHCO), 7,55 (a, J=8,3 I'u, 2H, m-Ph), 6,09 (c, 1H,
CH-mmpason), 3,59 (¢, 2H, COCH2), 2,28 (¢, 3H, CH3), 1,82 (M, 1H, muxknonpormun-CH);

N-(5-tmkmonpornwi- 1 H-impa3zon-3-wn)-2-(5'-prop-2'-metokcu-[ 1,1'-6udenn]-4-wmn)aneramui;

1H-SAMP (400 MI'u, IMCO-d6) m.a. 10,48 (c, 1H, NHCO), 7,8-7,7 (m, 3H, m,m'-Ph), 6,09 (c, 1H, CH-
nupason), 3,63 (¢, 2H, COCH2), 1,82 (M, 1H, muknonponui-CH);

N-(5-nuknonponmi- 1 H-nupazon-3-mn)-2-(4'-metokcu-[ 1,1'-0ndennn |-4-nmn)aneramu;

1H-SIMP (400 MI', IMCO-d6) m.a. 10,46 (c, 1H, NHCO), 7,52 (n, J=8,3 I', 2H, m-Ph), 6,99 (n, J=8,9
I'n, 2H, m'-Ph), 6,09 (c, 1H, CH-mmupasomn), 3,62 (c, 2H, COCH2), 1,82 (M, 1H, mukmonpomnmwi-CH);

N-(5-muxnonponmi- 1 H-nmupazon-3-nm)-2-(2',5'-qumernin| 1, 1'-ondennn]-4-nn)aneramu;

1H-SIMP (400 MI'u, IMCO-d6) m.z. 10,50 (¢, 1H, NHCO), 7,34 (1, J=8,2 T'y, 2H, m-Ph) , 7,13 (an, J=7,8
I'm, 2H, m'-Ph), 6,11 (c, 1H, CH-mmupasomn), 3,60 (c, 2H, COCH2), 1,82 (M, 1 H, mukmonpomuin-CH);

N-(5-mmxmonpornn- | H-nmupazon-3-mn)-2-(2',5"-mudyrop-[ 1,1'-6ndennn|-4-mm)ameramu;

1H-SIMP (400 MI'y, IMCO-d6) m.a. 10,49 (c, 1H, NHCO), 7,5-7,2 (m, 7H, 6udenun), 6,09 (c, 1H, CH-
nupason), 3,62 (¢, 2H, COCH2), 1,82 (M, 1H, nukmonpornuia-CH).

AHanorn4HeIM 00pa30M MOJy4al CIASIYIOINE COSANHEHNUS:

N-(5-umknonponwi-1H-nupazon-3-un)-2-(nenradprop-[ 1,1'-ondennn]-4-nn)aueramu;

N-(5-mmknonponwi- 1 H-nupazon-3-un)-2-(4'-kapookcu-[ 1,1'-0udenun |-4-um)aneramu;

N-(5-muxnonponi- 1 H-nmupazon-3-nm)-2-(2',5'-quxnop-[ 1,1'-0udenmn | -4-um)aneramu;

N-(5-muxnornpormi- 1 H-nupazon-3-nm)-2-(4'-popmun-[ 1,1'-6udennn]-4-wmm)aneramu;

N-(5-uxnonponmi- 1 H-nmupazon-3-nm)-2-(2',6'-qudrop-[ 1,1'-6udennn]-4-wmm)aneramu;

N-(5-tmxmonpornn- | H-upazon-3-wmn)-2-(2',6'-mumetwn-[ 1,1'-6ndennn|-4-wm)ametamu;

N-(5-mmxmonpornt- | H-upazon-3-mn)-2-(2',6'-numeTokcn-| 1,1'-6ndennn|-4-m)ametamu;

N-(5-muxmonpornn- | H-upazon-3-un)-2-(2'-anerun-[ 1,1'-6udennn]-4-mm)aneramu;

N-(5-nukmonponui- 1 H-mupazon-3-nn)-2-(3',4'-mudrop-[1,1'-6udennn]-4-nn)aneramum;,

N-(5-nukmonponui- 1 H-mupazon-3-mn)-2-(3'-(rugpokcumernn)-[ 1, 1'-6udennn]-4-nm)ameramum;

N-(5-nukmonponui- | H-mupazon-3-mm)-2-(3'-autpo-[ 1,1'-6udenwn]-4-wn)anetamu,

N-(5-umknonponwi-1H-nupazon-3-un)-2-(2'-xnop-[ 1,1'-oudennn]-4-un)aneramu;

[Mpumep 12. N-(5-LHuxnonponui-1H-mupa3zoin-3-un)-2-[4-(3-tueHn)pennn |aneTaMu;
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330 mr (2,17 mmons) CsF, 81 mr (0,63 MMomb) THeHWIO0pOHOBOH KHCHOTHI U 36 mr (0,031 MMomb) TeT-
pa(tpudenmndochun)namragus (Pd(PPh;)y) mobasmsuim k 100 mr (0,31 mmons) 2-(4-0pomdenmn)-N-(5-
nukIonponwi- 1| H-mupazon-5-wn) aneramuaa B 25 man DME u 2 Mt MeOH. Cmech BerpsixuBanu 48 1 mpu 80°C
B aTMOcdepe a3oTa.

PeaKI_ll/IOHHyIO CMECh yIapuBaJii, BHOBb PACTBOPAIU B STWIALCTATC U 3aTEM ITPOMbBIBAJIM HACBIIICHHBIM
pactBopom NaHCO3. Opranuueckuid cioi nocie o0paboTku 0e3BOJHBIM Cysb(haToM HATpHsl YIapHBalId NpU
MOHIDKEHHOM JIaBJICHHH, U YKAa3aHHOE B Ha3BaHWU COEMHEHHE IT0JTydalli NepeKpucTauIn3ayei u3 anerona (48
Mr, 4 8% BBIXON).

1H-SMP (400 MI'n, IMCO-d6) m.a. 10,42 (¢, 1H, NHCO), 7,79(nn, J=3-1,4 I'u, 1H, CCHS), 6,11 (c, 1H,
CH-nmpason) , 3,56 (c, 2H, COCH2), 1,82 (M, 1H, muxnonpormin-CH).

ESI( +)MC: m/z 324 (100, MH+);

AHaNOrn4HeIM 00Pa30M MOJyHald CIACAYIOUINE COSANHEHUS:

N-(5-tmkmonpornwi- 1 H-impa3zon-3-mwn)-2-(4'-brop-[1,1'-ond enwn-4-wi)aneramun;,

1H-SAIMP (400 MI', AMCO-d6) m.n. 10,44 (¢, 1H, NHCO), 6,11 (c, 1H, CH-nupazomn), 3,59 (c, 2H,
COCH2); 1,81 (M, 1H, muknonponun-CH);

ESI (+) MC: m/z 336 (100, MH+);

2-(3"-anermn-[ 1,1'-oudenmn]-4-uwn)-N-(3-muknonponui- | H-nupason-S-wi)arneramu;

1H-SMP (400 MI'y, AMCO-d6) m.1. 10,49 (¢, 1H, NHCO), 7,66 (1, J=8 I'i, 2H, m-Ph), 7,59 (1, J=7,8 'Ly,
1H, m'-Ph), 6,10 (c, 1H, CH-mpazomn), 3,62 (¢, 2H, COCH2), 2,63 (¢, 3H, COCH3), 1,82 (M, 1H, ukronporwi-
CH);

ESI (+) MC: m/z 360 (100, MH+);

N-(5-mmxmonporni- | H-nmupazon-3-mn)-2-(4'-tpudropmerokcu-| 1,1'-0ndennn]-4-n)aneramun;

1H-SIMP (400 MI'y, IMCO-d6) m.n. 10,51 (c, 1H, NHCO), 7,74 (1, J=6,5 T'i, 2H, o'-Ph), 7,60 (n, J=7,3
I'n, 2H, m-Ph), 6,09 (c, 1H, CH-impazomn), 3,61 (c, 2H, COCH2); 1,82 (M, 1H, muknonponun-CH);

ESI (+) MC: m/z 402 (100, MH+);

4'-{2-[(5-mukonpori- 1 H-ripa3zon-3-wmn) amuso |-2-okcoatw §-[1,1'-6udenn]-4-kapOboHoBast KHCIOTa

1H-AMP (400 MI'u, IMCO-d6) m.n. 10,46 (c, 1H, NHCO), 6,09 (c, 1H, CH-nupazomn), 3,61 (c, 2H,
COCH2); 1,81 (M, 1H, muknonponui-CH);

ESI (+) MC: m/z 362 (100, MH+);

N-(5-tuxnornpormn- 1 H-nupazon-3-nn)-2-(4'-popmun-[ 1,1'-6udennn]-4-wmn)aneramu;

1H-AMP (400 MI'u, IMCO-d6) m.a. 10,47 (c, 1H, NHCO), 10,02 (¢, 1H, CHO), 6,11 (¢, 1H, CH-
mmpason), 3,62 (c, 2H, COCH2); 1,81 (M, 1H, nuknonpormi-CH);

ESI (+) MC: m/z 346 (100, MH+);

4'-{2-[(5-muxtonporii- | H-ripa3zon-3-wmim) amuHo |-2-okcoaTwn §-[ 1,1'-0ndennn]-4-kapbokcamu;

1H-SAMP (400 MI', IMCO-d6) m.a. 10,46 (¢, 1H, NHCO), 6,09 (c, 1H, CH-nupazomn), 3,61 (c, 2H,
COCH2); 1,81 (M, 1H, muknonponun-CH);

ESI (+) MC: m/z 361 (100, MH+);

N-(5-umknonponwi- 1 H-nupazon-3-un)-2-[4'-(runpoxcumernn)-[ 1, 1'-Ondennn]-4-nnlaneramu;

1H-SIMP (400 MI'u, IMCO-d6) m.a. 7,7-7,4 (m, 8H, dudenun), 6,10 (¢, 1H, CH-niupaszon), 3,60 (c, 2H,
COCH2); 1,81 (m, 1H, uuxmonponmi-CH):

ESI (+) MC: m/z 348 (100, MH+);

N-(5-muxnornpormn- 1 H-nupazon-3-min)-2-[4-(2-tuenni) peHn |aneTaMu;

1H-SIMP (400 MTI'ti, AMCO-d6) m.1. 10,47 (¢, 1H, NHCO), 7,6-7,1 (M, 7H, apomarndeckuii), 6,08 (c, 1H,
CH-nmpazon), 1,82 (M, 1H, nuknonponun-CH);

ESI (+) MC: m/z 324 (100, MH+);

N-(5-muxmmonponmn- | H-mupazon-3-wmm)-2-[4-(5-meTnn-2-TiHeHn ) eHI |ale TaMu I,

1H-SIMP (400 MI'u, AMCO-d6) m.a. 10,46 (C, 1H, NHCO), 7,48 (a, J=8,3 I'u, 2H, m-Ph) , 3,55 (c, 2H,
COCH2), 2,43 (c, 3H, CH3), 6,09 (c, 1H, CH-nupazon), 1,82 (M, 1H, muxknonpomun-CH);

N-(5-nukmonponui- 1 H-mupazon-3-mn)-2-[4-(2-nadtrn)penni]ameramu;

1H-SIMP (400 MI'y, AMCO-d6) m.x. 10,50 (c, 1H, NHCO), 8,2-7,4 (M, 11H, apomaruueckwuii), 6,10 (c,
1H, CH-niupazon), 3,55 (¢, 2H, COCH2), 1,82 (M, 1H, nuxnonponuin-CH);

2-[4-(1,3-6en30a10Kcon-5-un)hernn]|-N-(5-uuxonponwi- | H-nmpazon-3-nm)aneramu;

1H-AMP (400 MI'n, IMCO-d6) m.x. 10,48 (c, 1H, NHCO), 7,50 (z, J=8,3 ', 2H, m-Ph), 6,96 (x, J=8,1
I'n, 1H, m'-Ph), 6,09 (c, 1H, CH-mmupasomn), 6,02 (c, 2H, OCH20), 1,82 (M, 1H, nuknonponmi-CH);

2-[4-(1-6en30dypan-2-um)pennn|-N-(5-muxronponi- | H-mupazon-3-wmm)aneramu.

1H-AMP (400 MI';, AMCO-d6) m.1. 10,51 (¢, 1H, NHCO), 7,8-7,2 (M, 9H, apomarndeckuii), 6,09 (c, 1H,
CH-nmpazon), 1,82 (M, 1H, nuknonponun-CH);

2-[4-(1-6en3otueH-2-wi)dennn]-N-(5-uukmonpomnui- 1 H-upa3zon-3-wi)aneramu;,

1H-SIMP (400 MI'y, IMCO-d6) m.n. 10,49 (c, 1H, NHCO), 7,70 (a, J=8,3 I'u, 2H, m-Ph), 6,10 (c, 1H,
CH-nmpaszon), 3,62 (¢, 2H, COCH2), 1,82 (M, 1H, muxnonponmi-CH);

N-(5-tmknonponwi- 1 H-nupason-3-uin)-2-[4-(1-nad i) dennn |aneramu;

N-(5-tmknonpomnui- 1 H-niupason-3-uin)-2-[4-(2-pypwuin)penu |aneramu
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2-[4-(5-auetnn-2-tuennn ))permn |-N-(5-nuknonponmi- | H-mupazon-3-m)anetamu;

2-[4-(5-x10p-2-treHnn)henm |-N-(5-uuknonpornwi- | H-nupazon-3-un)aneramur;

N-(5-uuxnonponui- 1 H-nupazon-3-nn)-2-[3'-({[5-(aumernnamuno)- 1 -nadptun|cynshonun famuno)[ 1,1'-
oudennn|-4-wmjaneTamu;

N-(5-mmknonponwi- 1 H-nupa3zon-3-uin)-2-[4-(3-popmusi-2-TueHun ) peHu |aneramu,i;

N-(5-umknonponwi- 1 H-nupa3zon-3-uin)-2-[4-(3-popmusi-2-TueHnn) peHu |aneraMmu,i;

Mpumep 13. N-(3-nuxnonponui-1H-nmpazon-5-nn)-2-[4'-(tpudropmermin)-[1,1'-Oudenun]-4-mianera-
MHI.

Buc(tmmaakonato)aubop (102 mr, 0,4 mmoins), anerar kanust (66 mr, 0,6 mmoins) u PACl, (dppf) (1,6 wr,
0,018 mMoxp) TOCEeNOBaTENFHO MOOABILLIIM K JETa3HPOBAHHOW CYCIIEH3WM CMOJBI CO CBS3aHHBIM 2-(4-
opomdennn)-N-(5-muxmonpornmi- 1| H-mupazon-3-mn) aneramumom (200 mr, 0,2 mmons) B 6e3sogaom IM® (10
mi). [lomyuennyro B pesynbrate cMech HarpeBanu npu 80°C B atmocdepe aprona B TedeHue 16 9, oxyaxmanm
JI0 KOMHATHOW TemIiepatypsl U puiasrpoBamn. Cmomy npomeBam JJM® (3*3 mm), MeOH (3*3 mu) u CH,Cl,
(3*3 ).

1-6pom-4-(Tpudropmermin)oenson (225 1, 1 Mmons), Terpa(rpudenundochun)namianuii (4,6 mr, 0,004
MMouib) U 2M Boaubiii pactBop K;PO, (0,5 mn) noGansuin k cMmoiie co cBsizaHHBIM N-(S-nmknonponui-1H-
nupasoin-3-un)-2-[4-(4,4,5,5-rerpamerni-1,2,3-nuokcaboponan-2-ui)peHus [alleTaMUA0M,  CYCIIeHAMPOBAHHON
B 10 mi Ge3Bognoro JIM®. Cmech HarpeBanu npu 80°C B atMocdepe aprona B Tedenue 20 4 U OXJIQXKIaIH 10
KOMHATHOW Temmiepatrypsl. Cmony ¢uibrpoBanu, npomsBanu JIM® (3*3 mi), MeOH (3*3 mur) u DCM (3*3
MiI).

OTmienyieHre KOHEYHOTO MPOAYKTa poBouiH B 15% TDY B DCM (5 mu, 14).

1H-AMP (400 MI'y, AMCO-d6) m.a. 10,50 (¢, 1H, NHCO), 7,8-7,4 (M, 8H, 6udenun), 6,09 (c, 1H, CH-
nupason), 3,62 (c, 2H, COCH2), 1,82 (M, 1H, muxmonpomnun-CH);

ESI(+)MC: m/z 386 (100, MH+).

AHaNorn4HeIM 00pa30M MOJy4al CIASIYIOIINE COSANHEHUS:

5-(4-{2-[(5-uuxnonponmi-1 H-nupazon-3-mi) amuno]-2-0kcoaTnin } peHmn)-2-pypoeBast KUCIOTa;

N-(5-nuknonponmwi- 1 H-nupazon-3-mn)-2-[4-(3-meTun- | H-nupason-4-wn)deHun |areTaMu;

N-(5-uuknonponmi- 1 H-nupazon-3-mn)-2-[4-(3,5-numernn- 1 H-niupa3zon-4-win)penunn |arieraMu;

N-(5-umknonponwi- 1 H-niupazon-3-uin)-2-[4-(3-pypwuin)penun |aneramu;

N-(5-muxnornponi- 1 H-nupazon-3-nm)-2-[4-(5-hopmui-3-Trenn) peHn |aneTaMus;

[5-(4-{2-[(5-unknonponui- 1 H-nupazon-3-ua)amuno|-2-okcoatun  pennn)- 1 H-uanon-3-un] ykcycHas Ku-
CIIOTA;

5-(4-{2-[(5-uuxnonponmi- | H-nupa3o:mn-3-mr)aMuHO | -2-0KCOATHI | eHII ) TPUITO(AH;

N-(5-muxmonpornn- 1| H-upazon-3-win)-2-[4-(2-nupuaiam ) eHII |ae TaMu I

1-anetrin-5-(4-{2-[(5-uukmonpomnui- 1 H-mupaszon-3-uin)amuno |-2-okcoatin § perwn)- | H-uamgon-3-un - are-
TaT;

2-[4-(2-aMuHO-4-THIPOKCH-6-MeTHII-S-TtupuMuarHIN ) heHm |-N-( S-muxronponwi- | H-nupa3zon-3-
Wi)aleTaMu;

N-(5-tmknonponwi- 1 H-nupazon-3-uin)-2-[4-(5-nupumMuguHm ) peHu |aueramu/;

N-(5-uuknonponwi-1H-nupa3zon-3-mn)-2-[4-(2-nupuausun ) peHu |aneramu

N-(5-muxnornpormn- 1 H-nupa3zon-3-mi)-2-[4-(5-HATpo-2-IUpuIUHIIT ) EH T | ale TaMHu 1,

N-(5-muxnornponmi- 1 H-nmupazon-3-min)-2-[4-(6-aMuHO-3-upuAnHII ) G SHIIT |alle TAMUT;

N-(5-muxnonpormi- 1 H-nmupazon-3-uin)-2-[4-(3-nupuauaun ) peHit |aneraMmu/;

N-(5-mmxmonporni- | H-nupazon-3-wmi)-2-[4-(3-XuHOMUHIWT ) e HII |alle TAMU T,

N-(5-mmxmonpornt- | H-mpazon-3-w)-2-[4-(4-130XuHOTMHIN ) peHIIT |arle TaMIL T

5-(4-{2-[(5-umxnonponmi- 1 H-mupa3omn-3-mr)aMuHO | -2-0KCo3TrIN | heHIIT ) HHKOTHHOBAS KHCIIOTA,

N-(5-nukmonponui- | H-mupazon-3-mn)-2-[4-(2-aMuHO-5-THpUMUAHHN ) SHIT |arle TAMHK /T,

N-(5-tmkmonpornui- 1 H-iupa3zon-3-wui)-2-[4-(4-nupuauan ) heHII |aneTaMu I,

N-(5-tmkmonpornwi- 1 H-iupa3zon-3-wun)-2-[4-(5-anetnia-2-tueHu ) peHn |alie TaM U I;

N-(5-mmknonponwi-1H-nupazon-3-uin)-2-[4-(9H-nypun-6-ui)pennn |aneramMu;

2-[4-(1-0en3otueH-3-wn)denmn]-N-(5-uuknonpomnui- 1 H-iupa3zon-3-wui)aneramu;

5-(4-{2-[(5-muxnonponi- 1 H-nupazon-3-min)amuno|-2-okcoatnin f penwn)- | H-ungon-3-un anerar;

N-(5-muxnornpormi- 1 H-nupazon-3-uin)-2-[4-(2,4-iuMeToKkcn-5-mupuMu eI ) peHuI |are raMmu I,

N-(5-muxsnornpornin- 1 H-nupa3zon-3-wmi)-2-[4-(2-x10p-3-THeHnn) peHu |ane TaMmu i,

N-(5-mmxmonporni- | H-upazon-3-wm)-2-[4-(6-Me THII-2 -THpUAXHILT ) e HII |alle TAMI T,

N-(5-muxmonporni- | H-upazon-3-mn)-2-[4-(1 H-umunazon-5-wn)dpern |aneraMu,

2-[4-(6-amuHO-5-HUTpO-3-TUpUAMHNT)heH |-N-(5-uuknonponmi- | H-upazon-3-m)aneramu;

N-(5-nuknonponui- 1 H-mupazon-3-mm)-2-[4-(2,3,5,6-tetpad Top-4-mupuanann ) peHm |are TaMu,I;

N-(5-nukmonponwi- 1 H-mupazon-3-mm)-2-[4-(4-MeTwi-2-nupuanaui ) peHu |ameTaMu;

N-(5-nuknonponui- | H-mupazon-3-mn)-2-[4-(1 H-mupazon-4-wn)pennin]aneramum,

5-(4-{2-[(5-uuknonponmwi- | H-nupason-3-min)aMuHo | -2-0KCodTHI | heHI )-2-THO(DEHOBAST KUCIIOTA;

N-(5-umknonponwi- 1 H-nupa3zon-3-ui)-2-[4-(6-MeToKCH-2-MUPHIMHIIT ) EeH U |alie TaM K T;
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6-(4-{2-[(5-uuxnonponmwi- | H-nupazo:n-3-uin)aMuHo | -2-0KCOITHI | heHH )-2-TUPUAMHKAPOOHOBAs  KUCIIO-
Ta;

N-(5-tmkmonpornwi- 1 H-impa3zon-3-wmn)-2-[4-(2,4- 1uxa0p-5-nupuMu anHIT ) hSHIII | alie TAMHIT,

N-(5-umknonponwi- 1 H-nupazon-3-uin)-2-[4-(4-metun-3-trueHun ) peHu |ateraMmu;

N-(5-tmknonponwi-1H-nupazon-3-wn)-2-[4-(5-dpopmun-2-dypuin)penr |aneramu i,

N-(5-tmknonponwi- 1 H-nupa3zon-3-uin)-2-[4-(6-HUTpo-3-nupuauHuI ) peH I |aneraMmu I,

N-(5-muxnornponi- 1 H-nupazon-3-ni)-2-[4-(8-xuHONMHWIT ) heHNIT |aeTaMuI;

N-(5-muxsnornpormn- 1 H-nupazon-3-uim)-2-[4-(5-MeTuin-2-nupuanHuT ) eHIIT |ae TaMuI;

N-(5-muxnornpormi- 1 H-nupazon-3-min)-2-[4-(3-MeTuin-2-nupuanHuT ) SHIIT |ae TaMuI;

N- (5-uuknonponmi- 1 H-miupazon-3-wn)-2-[4-( 1 H-uamon-7-wn)pernn |areraMu;

N-(5-muxmonpornt- | H-upazon-3-wn)-2-[4-(6-MeTOKCH- 3 -THPUANHILT ) e HII |alle TAMU T,

N-(5-tuknomnpornui- 1 H-nupazon-3-un)-2-[4-(2-amuHo-9H-nypuH-6-ni) peHu |atneramu i,

N-(5-nukmonponui- | H-mupazon-3-mn)-2-[4-(2-metwn- | H-uanon-5-wn)pennn]ameramu;

N-(5-tmxmonpornwi- 1 H-timpa3zoi-3-wmi)-2-[4-(6-prop-3-mupuanHit ) peHn [are TaMu I,

N-(5-umknonponwi- 1 H-nupazon-3-un)-2-(4'-(aruncynsdannn)-[ 1, 1'-Ondennn|-4-nn)aneramu;

N-(5-nuknomnponmi- 1 H-nupazon-3-mwi)-2-(3',4'-mumerni-[ 1, 1'-oudennn]-4-wun)aneramu;

N- (5-uuknonponui- 1 H-nupazon-3-ui)-2-(4'-ruapokcu-[ 1,1'-oudennn]-4-un)aneramu;

(2E)-3-(4'-{2-[(5-uuxnonponun- 1 H-mupason-3-min)amuno | -2-okcodtwn }-[ 1,1'-0udennn|-3-m)-2-
MPOTICHOBAsI KUCIIOTA;

N-(5-muxonpormt- 1 H-nupazon-3-nm)-2-(3'-(tpudropmerun)-[ 1,1'-6udennn]-4-wmm)aneramu g,

N-(5-tmuxmonponn- | H-upazon-3-un)-2-(4'-metmn-[ 1,1'-Ondennn |-4-nn)aneraMu;

N-(5-mmxmonporni- | H-upazon-3-wmn)-2-(2'-(meTmncynabdanmn)-| 1,1'-0ndernn]-4-n)amneramu;

4'-{2-[(5-muxmonporin- | H-rirpa3zon-3-wmm)aMuHO |-2-0kcoaTui } -[ 1, 1'-Ondern |-2-kapOoHOBast KUCIIOTA;

3-(4'-{2-[(5-uuxnonpormmi- | H-nmupazosn-3-un)amuno |-2-okcodtui }-[ 1,1'-0udenn]-4-uir) nponaHoBas Ku-
CIIoTa;

2-[4'-(6en3unokcn)-[1,1'-6udpenmn]-4-mn]-N-(5-muxnonponwi- | H-mupa3zon-3-nm)amneramun;,

N-(5-tmknonponwi-1H-nupazon-3-un)-2-(2',3"-auxnop-[ 1,1'-oudennn]-4-un)aneramu;

N-(5-mmxnonponwi-1H-nupa3zosn-3-un)-2-(3'-u3onponmn-[ 1,1'-6udennn]-4-wmn)aneramu;

N-(5-umknonponwi- 1 H-nupazosn-3-un)-2-[4-(3-dpopmun-2-dypun)penm |aneramu i,

(2E)-3-(4'-{2-[(5-uuknonponmn- 1 H-mupason-3-min)amuno | -2-okcodtwn b -[ 1,1'-0udennn |-4-m)-2-
MPOTICHOBAsI KUCIIOTA;

N-(5-tmuxmonpornn- | H-nmupazon-3-wmn)-2-{4'-[ (E)-2-autposrenmn]-[ 1, 1'-oudenwnn|-4-un } aneramu;

2-(4'-xmop-[ 1, 1'-6udennn|-4-wmm)-N-(5-uuknonponmi- | H-mupason-3-nmn)aneramu;

N- (5-uuknonponmi- 1 H-mupazon-3-nm)-2-(3'-metun-[ 1,1'-6ndennn]-4-mm)aneramu;

2-(4'-penmn-[1,1'-6udennn]-4-mn)-N-(5-uuknonponui- 1 H-upa3zon-3-wmn)amneramu;

N-(5-nukmonponui- | H-mupazon-3-mn)-2-(4'-benokeu-[ 1,1'-6udenmn]-4-wr)anetamur,

N-(5-tmkmonponui- 1 H-iupazon-3-wn)-2-(2'-popmui-[ 1,1'-0udenn]-4-un)aneramu,

2-(3"-xmop-[ 1,1'-6udennn]-4-mn)-N-(5-uuknonponmwi- | H-nupazon-3-mn)aneramu;

N-(5-umknonponwi- 1 H-nupazon-3-un)-2-(3'-popmuin-[ 1,1'-6udenni]-4-ui)auneramn;

TpeT-0yTIi-2-(4-{2-[(5-tmknonponui- 1 H-riupa3o-3-wmn)amuHo |-2-okcoati  penun)- 1 H-nmuppoi-1-
KapOOKCHIIaT;

2-(3'-umano-[1,1'-6udenmn]-4-wmn)-N-(5-unknonponui- | H-nupasosn-3-ui)aneramnn;

N-(5-muxnornpormit- 1 H-nupazon-3-un)-2-(4-nmubenso[ b,d] dypan-4-undenun)aneramu .

OueBHU/IHO, YTO B CBETE BBILICIIPUBEICHHBIX OMMCAHUN BO3MOKHBI MHOTHE MOJHU(UKAIIMY U BApUALIUH Ha-
crosimero m3o0perenns. [103ToMy JOKHO OBITH MOHSTHO, YTO B paMKax IMpujiaraeMoi GopMyisl H300peTeHUS
n300peTeHre MOXKET ObITh PEAIM30BAHO TO-PYroMY, 4eM KOHKPETHO OMKCAHO 3/I€Ch U Jaliee.

OOPMVIJIA N30BPETEHIA

1. IlpousBogHOE 3-amuHOIIMpa30Ja, npeacraBieHHoe popmyioi (1)

N 0 0

rae R mpezacrasiger co00i NUKIOANKIIBHYIO TPYIITy, HEOOs3aTeIbHO 3aMEIICHHYIO JINHEHHOW WK pas-
BETBJICHHOW aJKWJIBHON WIN apUJIAJIKWIBHOM IPYIIIOii;

R, mpencraBnsier cobol JTUHEWHYIO WIM Pa3BETBICHHYIO AJKUIBHYIO, AIKCHUIBHYIO, [TUKIOAIKWIBHYIO,
[UKJIOAIKCHUWIBHYI0, TE€TEPOIMKINYCCKYI0, apUIbHYIO, aAPHIAIKHIBHYIO, apHUIKapOOHUIBHYIO, apHIOKCHA-
KWIbHYIO WU apHIAIKCHWIBHYIO TPYIINY, KaXKIas U3 KOTOPhIX HEO0S3aTeIbHO MOXKET OBITh J1ajiee 3aMeIleHHOM,

r1e ankwi npenacrapiser coboit Ci-Cy-amkmn,

aNKeHW pencTaBisieT coboit Cy-Cy-akeHuI,
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LIUKIOANKHI TpeAcTaBisieT co0oi C;-Cy-IIHMKIOANKIII, @ TAaK)Ke MPOU3BOIHBIEC TUKIOAIKUIBHBIE TPYIIIHI,
uMeroIue, Hanpumep, 10 10 yriepoaHsIX aTOMOB, HAIIpUMED, TPYIILY aJlaMaHTaHa,

LIUKIOAIKEHII TIPEICTABISIET COOON ITUKIIOANKII, YKa3aHHBIN BBIIIE, KOTOPBIA CONEPKUT 10 KpaiHeil Mme-
pe OJIHY JIBOWHYIO CBSI3b YITIEPOJ-yIIIEpO/,

apuI1 BKIIIOYAET MOHO-, OU- MJIM MOJMKapOOLMKINYECKHE WIH FeTePOLMKINYECKHE YTIIeBOIOPOAbI, COJep-
xae ot 1 10 4 KoJIbLIEBBIX TPYIIL, I/Ie M0 KpaiiHell Mepe OJHO U3 KOJIEIl SBIISIETCSl apOMaTHYECKUM, KOTOPOe
1100 KOHJICHCUPOBAHO, MO0 MPUCOEANHEHO K APYroMYy MPOCTHIMH CBSI3SIMU, U apWJI MOKET HACUUTHIBATH OT 5
1o 20 atomMoB yraepoaa,

TeTEePOLMKII, BKJIIOYAIOMINH, CIIEZ0BATENIFHO, IeTePOAPOMATHUECKHE KOJIbLA, TAKXKE YKa3bIBAEMbIE Kak
apUJIbHBIC TPYIIIIEI, CONSPKUT 3-6-UIIeHHBIE HACBHIIIICHHBIC TN HEHACHIIIIEHHBIE KapOOIUKIIMYECKUE TPYIIIIEL, T/Ie
OIIMH WJIH HECKOJIBKO aTOMOB yTJepoJa 3aMEHEHBI OJHUM WJIH HECKOJBKHIMH aTOMaMH, BEIOPAHHBIMU H3 a30Ta,
KHCJIOPOJAA U CEPHI,

WM ero papMaleBTHIECKH [IpueMiieMas Collb.

2. IlpomwsBognoe 3-amuHONHpa3oa mo 1.1, rae R mpencrapnseT co6oi NUKIOANKIIBHYIO TPYIILY, HEOO0s-
3aTeNIbHO 3aMElICHHYIO JIMHEHHOW WM pa3BeTBICHHON aJlKUIbHOW Ipynioit; R npencrasnser coboi TMHEHHYIO
WM Pa3BETBIICHHYIO aJIKWJIBHYIO, aJKCHWIbHYIO, [IMKJIOAIKWIBHYIO, apUIIbHYIO, apHIAKUIBHYIO0, apHiIKapOo-
HWIbHYIO, aPUIIOKCUAIKWIIBHYIO WM apHIAJIKSHWIBHYIO TPYIIITy, KOTOpasi He00s3aTelIbHO 3aMellIeHa OTHON HIIH
Ooyee TpynmaMu, BRIOPAHHBIME U3 TPYIIIBI, COCTOSIICH M3 IUKIIOATKIIA, THAPOKCH, aJIKWITHO, aJIKOKCH, aMH-
HO, aJIKWIAMUHO, TUATKWIAMUHO, aJTKOKCHKapOOHIJIAMHHO, aIKOKCUKAPOOHWIAIKIUIAMIHO, ANKIIKApOOHMIIA,
ANKWICYIb()OHMUIIA, ATKOKCUKAPOOHMIIA, KapOOKCH, TaJIoTeHa, HATPO, apUIIOKCH, apHIITHO, apuicyiibhonmia, N-
ANKWIIHATIEPa3HHIIA, THIEPUANHIIIA, 4-MOp(hOTUHIIA, apUIIAMIHO, IIHAHO, allKWIa, apiiia, OKCO, TaloreHoa-
pHIa, TaJOreHOANKMIIA, TaJOTCHOAPIIIOKCH, TAIOTEHOAPHIICYIb(OHIIa, aMIHOCYTE(OHMIIA, aMHTHOKapOOHMIIA,
apwiIKapOOHUIa, TepPTOPUPOBAHHOTO ANKHIA U MEepPOPUPOBAHHON AKOKCUTPYIIIBI; WK €ro (apMareBTHIC-
CKHU TIpUeMJIeMas COJIb.

3. IIpousBoanoe 3-ammHOmMpa3zoia mo 1.1, tae R mpeacraBmser coOoif MUKIOATKWIBHYIO Tpymimy U R
npencrasisieT cobort Ci-Cy-anknil, TUKIOANKHI, apHJl, APHIAIKHI, 5- N O-1WIEHHYIO TeTePOIHKINIECKYIO W
reTepOLUKIIOATKHIIBHYIO TPYIIY, KOTOPblE MOT'YT OBITH HEOO0s3aTeNIbHO 3aMELICHHBIMH Jajiee, KaK OIHCAHO
BBIIIC.

4. TIpousBoanoe 3-amunonupasona 1o 1.1, rae R npexacraBnser co0oi HUKIOANKHIBHYIO Tpynmy U R
npegacraBiser coboit C-Cy-anmkui, Genmi, GeHmTankmwi, GeHmIankeHwi, onderns, OnpeHmmankmwi, o- win -
HahTIL, O- WK [B-HaQTUIATKAI, TUPHAWT, THSHII, THEHWIATKUII, H30KCA30IIII, H30KCA30IIIAIKII, TTHPa30-
JIWJI, TIMPA30JIMIIANIKIIL, (ypHII, THA30JIMI, THA30IMIIAIKII, TUPPOIHI, TUTUAPOIIMPPOIII, HUHAONIWI, WHIOIH-
JAKWI, OCH30THEHWI, OCH30THCHIIANKI, (HIyOpCHUIATKII, THPUMITAHIIIAIKAT, XHHOKCATUHII U KO-
TIPOTIFLI.

5. IlpomsBogHOE 3-amuHOMHUpa3oa 1o 1.3 wik 4, rae R npeacrasisger co00i MUKIOMIPOIIHIL.

6. IIpousBogHoe 3-amuHOMHpa3oda 1o 1.1, rae R mpencrasmser coboit mo0yI0 U3 TPYII, ONpeaeIeHHBIX
B II.1, HE0Os3aTENEHO 3aMEIISHHYIO B JIFOOOM M3 CBOOOIHBIX TOJIOKEHUH OMHON Wim Ooliee TpyIIaMu, He3aBH-
CHMO APYT OT ApyTa BEIOpaHHBIMHU U3 TaJOT€Ha, HUTPO, okcorpym (C=0), nnano, ankuia, nephTopupOBaHHOTO
AJIKWIIa, THIPOKCHAIIKMNIA, apyia, apuialKiia, TeTePOLUKIIIIA, UKIOANKMIA, THIPOKCH, alIKOKCH, nephTopu-
POBaHHON aJKOKCH, apUIOKCH, TeTEPOIMKIMIOKCH, METHICHANOKCH, aJIKMIKApOOHMIIOKCH, apUIKapOOHUIIOKCH,
KapOOKCH, aJKOKCHKapOOHMIIA, apHIOKCUKAPOOHMIA, IUKIOANIKIIOKCUKAPOOHHIA, aMUHO, YPEHIO, AJIKHIAMHU-
HO, JIMAIKWIAMHHO, apHJIaMHUHO, ITUapUIaMUHO, (POPMUIIAMHHO, ANKWIKapOOHUIIAMHUHO, apWIIKapOOHMIAMUHO,
reTePOIMKIIMIKAPOOHIUIIAMHHO, aTKOKCUKAPOOHUIAMUHO, AJIKOKCHUMHHO, AJKHJICYJIb()OHIIAMUHO, apHiICyJib-
(dhormmamMuHO, (popMUIIA, ANTKIWIKAPOOHWUIIA, apHiIKapOOHWIIA, IMKIOATKIIIKAPOOHMIIA, IeTePOIUKIHIKApOOHIIIA,
aMUHOKapOOHMIIA, ANKIJIAMHHOKApOOHWIA, IHATKUIAMHHOKAPOOHWIA, ANKIICYIb(QOHUIA, apwiICyIb(OHMIIA,
aAMUHOCYIb(QOHUIIA, ATKUIAMHUHOCYIb()OHIIIA, TUATKIAMAHOCYITH(OHMIIA, APUITHO U aTKHITHO.

7. Ilpow3BogHOE 3-aMHHOMIKPA30I1a 1O 1.1, KOTOpOe BEIOPAHO M3 TPYIIIIBI, BKIIFOYAIOIIEH

N-(5-mxmonporni- | H-nmupazon-3-wmn)-2,2-qud eHnnane TaMus;

N-(3-mmuxmonporni- | H-upazon-5-wmin)-2-(4-HATpod eHIIT ) ae TaMHu I,

N-(3-nukmonponui- | H-mupa3zon-5-mi)-4-MeTOKCHOSH3aMU T,

N-(3-tmkmonpornui- 1 H-impa3zon-5-wmn)-2-(3-MeTokcudeHnn )are raMu;

2-(1,3-6en3oauokcon-5-mr)-N-(3-umuxnonponwi- | H-mupa3zon-5-ni)amneramun,

N-(3-tmknonponwi- 1 H-nupazon-5-uin)-2-heHmmponaHaMmu;

N-(3-nuknomnponmi- 1 H-nupazon-5-mn)-2-(3,4-1uMe TOKCU (P CHIIT ) alle TAMUT,

N-(3-nuknonponwi- 1 H-nupazon-5-mn)-2-(5-merokcu- | H-unmon-3-mn)aneramu;

N-(3-muxnonponmi- 1 H-nmupazon-5-nm)-2-(1-metun- 1 H-ungon-3-uin)aneramn;

2-(5-xnop-1-6enzornoen-3-mm)-N-(3-unknonponmi- 1 H-nupazon-5-un)aneramnn;

2-(1-6en3oTroden-3-mr)-N-(3-muxmonpomni- | H-nupa3on-5-wmn)aneramun;

N-(3-mmxmonpornwi- | H-upa3omn-5-w)- 3 -[UKII0IeH THIIITPOTIaHAM T,

2-(4-xmopdenmn)-N-(3-mmuxnonponmi- | H-mupason-5-m)aneramu;

N-(3-muxnonponui- 1 H-nupazon-5-nmn)-4-okco-4-hennnOyranamu,;
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N-(3-nukmonponwi- 1 H-mupazon-5-um)-2-(2,3-quruapo- | H-unaen-5-wun)aneramu i,
N-(3-nuknonponui- | H-mupa3zon-5-ui)-2-okco-2-peHunaneTaMmu,

N-(3-muxmonpornwi- 1 H-impa3zon-5-wmn)-2-(4-metundeHnn)ane raMur,
2-[1,1'-6udennn]-4-mn-N-(3-muxnonpomnuwi- | H-niupa3zon-5-wn)aneramu;

N-(3-umknonponwi- 1 H-nupazon-5-un)-2-(1-nadrun)aneramu;
N-(3-nuknomnponmwi- | H-nupazon-5-mn)-2-MeTokcu-2-heHuane raMu,

N-(3-muxnonponmi- 1 H-nupazon-5-nn)-4-hennn-3-6yreHamu;
4-[(4-xnopdenmn)cynbdonnn]-N-(5-uxnonponmi- 1 H-nupazon-3-mn)-3-metnin-2-tnodeHkapookcamu;
N-(5-muxnonpormi- 1 H-nmupazon-3-nn)-2-heHnnaneramu;

N-(5-tmxmonpornn- | H-upazon-3-wmn)-2-xmopOeH3aMu;

N-(3-mmxmonporni- | H-nmupa3zon-5-wmn)aneramu;
N-(3-nuknonponui- | H-mupazon-5-mn)-4-xmopOeHzamMu;

N-(3-tmkmonpomnui- 1 H-iupa3zon-5-un)- 1 -6enzotrod eH-2-kapOoKcamMu I,

N-(3-nukmonponui- 1 H-mupazon-5-un)-[1,1'-6udenmn]-4-kapbokcamu i,
N-(3-tmknonponwi- 1 H-nupazon-5-uin)-3-peHmmponanaMmu;

MeTI-4- {[(3-nuknonponui- | H-mupason-5-uin)amuHo [kapOoHwu  OeH30aT;
N-(3-nuknonponui- 1 H-nupazon-5-mi)-3-6pombeH3amu;

N-(3-muxnonponmi- 1 H-nupazon-5-min)-3,4-nuxnopoeHzamu;

N-(3-muxnonponmi- 1 H-nupazon-5-nin)-2-6pombeH3amu;

N-(3-muxnonponmi- 1 H-nupa3zon-5-mi)-3-meTokcnbeH3amu I,

N-(3-mmxmonporni- | H-nmupa3zon-5-wmn)-3-tpudropme TrndeH3aMuI;

N-(3-mmxmonpornt- | H-upazon-5-wun)-4-0yTokcnOeH3aMu I,

N-(3-mmxmonporni- | H-upazon-5-wun)- | H-uamon-2-xkapookcamMu;

N-(3-tukmonponwi- 1 H-iupa3zon-5-wun)-2-[5-(2,6-nudTopOeH3m)-2-MeToKCH()EHIUI |alie TaMHI I,
N'-(3-umxmonponui- 1 H-upa3zon-5-un)reped ranamu;

N-(5-nukmonponui- | H-mupazon-3-mn)-4-(2-metundensownn)- | H-nmupposn-2-kapObokcamu
2-[(4-auermnamuno ) pennn|-N-(S-mpxmonponui- | H-nupa3zon-3-wn)amneramu ;
4-6pom-N-(5-nukinooyrtui- 1 H-nupazosn-3-uin)oeH3amu;
N-(5-uuknonponwi- 1 H-nupazosn-3-mi)-4-(3-propoenszonn)- | H-nupposn-2-kapookcamu;
N-(5-muxnonponmi- 1 H-nupazon-3-nmn)-4-(2-propodensown)- 1 H-nmuppoin-2-kapbokcamu;
N-(5-muxonponmi- 1 H-nupazon-3-nm)-2-[4-( 1 -nupponu s peHu |ane raMmu/;
N-(5-muxmonpornn- | H-mpazon-3-wmn)-5-(MetuincynshoHm ) -2 -THO G eHKapOOKCAMUT;
N-(5-mmuxmonpornn- | H-iupa3zon-3-wmi)-2-0kco-4-peHnin-3-0y reHamMu ;

N-(5-mmxmonpornn- | H-upazon-3-wmn)-2-[4-(3-tueHnn ) peHnn |ane taMu;
N-(5-nukmonponui- | H-mupazon-3-mn)-2,5-numernn- 1 -(2-tuennnmernn)- | H-nmuppon-3-kapbokcamu;
N-(5-uuknonponui- 1 H-nupazon-3-nn)-2-metnn-5-penunn-3-pypamu;
N-{2-[(5-muxnonponui- 1 H-mupa3oi-3-uim)aMuHO |-2-0KCOITHI } OeH3aMU T,
N-(5-umknonponwi- 1 H-nupa3zon-3-un)-2-(2-nadtrn)aneramus;
5-xsop-N-(5-uuknonponui- 1 H-nupa3oi1-3-mi)-2-truodeHkapOOKCaMu I,
4'-{2-[(5-muknonponui- 1 H-iupa3zon-3-mn)amuto|-2-okcoatun }-[ 1, 1'-0udenn]-4-kapOOHOBYIO KUCIIOTY;
4'-{2-[(5-uxnonponwi- 1 H-mmupa3zon-3-min)amuno-2-okcoatun } -[ 1,1'-6udennn]-4-kapooxcamu;
2-amuHO-N-(4-{2-[(5-uuknonponui- 1 H-nupazon-3-mn)amMuHO |-2-0KCO3THI | (peHMIT)alieTaMUI;
2-[4-(amunomeTnin)dennn]-N-(S-muknonpornwi- 1 H-mupaszon-3-um)aneramu
2-[4-(1,3-6eH30A10KCON-5-11)-5-MeTrII-3-n30Kca3ommi |-N-(3-uukinonponmi- | H-upazon-5-mn)aneramu;
N-(5-tmxmonporni- | H-upazon-3-wmn)-2-(4'-3tun-[ 1,1'-0nd enrn |-4-mn)aneramu;
N-(5-mmxmonpornn- | H-nmupa3zon-3-wmn)-2-(4'-tpet-0ytun-| 1,1'-6udennn|-4-n)aneramu;
4-{2-[(5-mmuxnonponui- 1 H-mupazon-3-wmi)aMuHo |-2-0KCOITHI } OEH3aMHU T,
N-(3-nuknonponui- | H-mupazon-5-nin)- | H-muppos-2-kapOokcamu;

N-(3-muxno0ytnin- 1 H-nmpazon-5-wmn)- | H-muppomn-2-kapbokcamus;

(2S)-N-(5-unknonponuin- 1 H-iupazon-3-ui)-2-(6-MeToKCH-2-HaQ THI) IPONIAHAMHK T,
(2S)-N-(3-uuknonponui- 1 H-nupazon-5-un)-3,3,3-rpudrop-2-metokcu-2-heHunponaHnamus;
(25)-N-(3-uuknonponui- 1 H-nupazosn-5-ui)-2-MeTokcH-2-(heHnIITaHaMU I
(2S)-N-(3-unxnonponuin- 1 H-nupazon-5-ui)-2,5-murunpo- 1 H-muppoin-2-kapboxcamu;
N-(5-muxnonponmi- 1 H-nmupazon-3-nm)-2-(2,5-mudropdenun)aneramu;

N-(5-mmuxmonporin- | H-impa3zon-3-wm)-2-(3-MeTnndeHnn)aneraMus;
(2S)-2-amuHO-N-(3-1IKTonpori- | H-mmupason-5-mn)-2-peHnnmTanaMu;

N-(5-mmxmonpornn- | H-upa3zon-3-wmi)-2-(4-HATpod eHI ) IporiaHaMu I,

N-(5-nukmonponui- | H-mupazon-3-mn)-2-[3,5-6uc(rpudropmernin)henn]ameraMu;
N-(5-tmkmonpornwi- 1 H-timpa3zon-3-wmi)-2-(2-x10p-6-hropdeHn)aneramu;
N-(5-nukmonponui- | H-mupazon-3-mn)-2-(4-6pommeTriideHn )aeraMu;
N-(5-umknonponwi-1H-nupazon-3-un)-2-(4-metuncyibdonnndennr)aneraMmus;
N-(5-umknonponwi- 1 H-nupazon-3-un)-2-(2-metundeHni)aneraMmuz;
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N-(3-nukmonponui- | H-mupazon-5-mi)-2-okco-2-(2-THeHn )aleTaMu I,
N-(5-nukmonponui- 1 H-mupazon-3-mm)-2-(3,5-mume TokCu(eHIIT )alie TAMH/T;
N-(5-nukmonponui- | H-mupazon-3-un)-2-(3,4-nudropdennn)ameramu;
N-(5-umknonponwi- 1 H-nupazon-3-un)-2-(3,4-quxnopdeHin ) aneraMmu;
N-(5-tmknonponwi- 1 H-nupazon-3-uin)-2-(3-6pombenni)aneramu;
(1R)-2-[(3-umxnonpormwi- 1 H-nupason-5-um)amuHo |-2-0kco- 1 -peHmnatunanerar;
9H-dayopen-9-un-(25)-2-{[(3-umknonpormmi- 1 H-nupason-5-wmn)amuno [kapOooHu  -2,5-aquruapo- 1 H-
nuppod-1-kapOokcuiat;
N-(5-muxionport- 1 H-nupazon-3-nn)-2-(4-metuincynbhanmih eHuT )aeTaMuI;
N-(5-mmxmonpornwn- | H-upazon-3-mn)-2-(2-0pomdeHrn ) aneTaMu;
N-(5-mmxmonpornn- | H-upazon-3-wmn)-2-(4-ruapoxcu-3-HuTpo eHIIT )are TaMII;
N-(5-nukmonponui- 1 H-mupazon-3-mn)-2-(3-auTpodeHun)aneTaMmu,
N-(5-tmkmonpornui- 1 H-tiupa3zom-3-wmn)-2-(2,4-nuxmopheHu )areTaMuz;
N-(5-mmxmonponi- 1 H-upazon-3-un)-2-(3,5-1u-TpeT-0y Tiin-4-ruapokcu eHuT)are TaMu I,
N-(5-umknonponwi- 1 H-nupaszon-3-un)-2-(3,5-qudropdennn)aneramu;
N-(5-umknonponwi- 1 H-nupa3zon-3-ui)-2-(4-0yTokcudeHun )aneraMu,i;
N-(5-mmknonponwi- 1 H-nupazon-3-un)-2-(3-dpropdenun)aneramu;
(1S)-2-[(3-umknonpomnui-1 H-nupazon-5-un)amuno |-2-okco- 1 -heHusTHIaneTar;
N-(3-muxnonponmi- 1 H-nupazon-5-nmn)-2-drop-2-pennnaneramMmn;
N-(5-muxnonponmi- 1 H-nupazon-3-nm)-2-(2-mMeTokcudeH )aeraMu i,
N-(5-mmxmonponn- | H-mupazon-3-mn)-2-(3,4,5-TpuMe TOKCH S HIIT ) alle TAMU T,
N-(5-mmxmonpornn- | H-tmpa3zon-3-wm)-2-(nearadpToppeHnn)arne rTaMu;
N-(3-mmxmonpornn- | H-upa3zon-5-wm)-3-MeTuin-2 -G eHnmeHTaHaM U T,
N-(5-nukmonponui- 1 H-mupazon-3-mm)-2-(2-autpodeHun)aneTaMmu,
N-(5-tmkmonpornui- 1 H-iupa3zom-3-wmn)- 1 -heHmiukionentan- 1 -kapookcamu i,
N-(5-tmxmonpornwi- 1 H-impa3zoi-3-wmi)-2-(4-tpud ropMeTokcr(hSHIIT )arie TaMHIT;
N-(5-muknonponui- 1 H-nupa3zon-3-min)-2-(4-3TokcudeHmn ))aneramu
N-(5-umknonponwi-1H-nippazon-3-ui)-2-(2-propdennn)aneramu;
N-(5-uuknonponwi- 1 H-nupazon-3-uin)-2-(2-uutpo-4-tpudropmetnind eHus)aleraMmus;
N-(5-muxnonponmi- 1 H-nmupazon-3-nm)-2-(2,6-nuxnopdeHnn)aneTaMus;
N-(5-uxnonponmi- 1 H-nmupazon-3-nm)-2-(2,6-mudropdenun)aneramu;
N-(5-mmxmonporin- | H-impa3zon-3-wmi)-2-(2,4,6-TpuMeTrid eHI ) alle TaMU I,
N-(5-mmxmonpornn- | H-upazon-3-wmn)-2-[ 2,5-6uc(Tpud TopMeTi) peHn |arieTaMu I,
N-(5-mmuxmonpornn- | H-mupazon-3-wmn)-2-[2-(2,4-mudTopdennn)- 1,3-trnazon-4-ni|aneraMmur;
N-(3-tmkmonponwi- 1 H-impa3zon-5-wmwn)-2-(2-drop-[1,1'-ondenun]-4-ui)nponanaMmu;,
N-(5-uuknonponui- 1 H-nupazon-3-mmn)-2-(3-mMeTuscynbpoHrIaMUHOpEHIIT )alleTAMU T
N-(5-nukmonponwi- | H-mupazon-3-mm)-2-{4-[2-okco-( 1 -muppoauauHNI )3TOKCH | (pEHIIT | alleTaM U,
N-(5-nuknonponui- 1 H-nupazo-3-mi)-2-[3-(2-aMuHO-2-0KCO3TOKCH ) (DeHILT |alie TAMHU/T;
N-(5-nuknonponui- 1 H-nupazosn-3-mi)-2-heHoKcHarneraMu;
N-(5-mmknonponwi- 1 H-nupazon-3-un)-2-(2,4-nuxnoppeHokcn )aneraMmu i,
N-(5-muxonponni- 1 H-nmupazon-3-nm)-2-(2,3,6-rpudropdennn)aneramu;
N-(5-muxnonponwi- 1 H-nmupazon-3-nm)-2-(4'-prop-[ 1,1'-6ndennn]-4-wn)aneramu;
N-(5-muxnonponi- 1 H-nupazon-3-nm)-2-(2'-¢rop-[1,1'-6ndennn]-4-wn)aneramu;
N-(5-mmxmonpornn- | H-mupazon-3-wmn)-2-(3'-prop-[ 1, 1'-6ndennn|-4-un)aneramun;
N-(5-mmxmonpornn- | H-mpazon-3-wmn)-2-(3'-metokcu-[ 1, 1'-6udenmn|-4-un)aneramun;,
N-(5-mmxmonpornn- | H-nmupazon-3-wmn)-2-(4'-(tpudropmerokcn)-[ 1, 1'-6ndenmn|-4-un)aneramun;,
N-(5-nukmonponui- | H-mupazon-3-nn)-2-(3'-hopmun-4'-metokcu-[ 1,1'-6udennn]-4-un)aneramu;
N-(5-nuknonponui- | H-mupazon-3-nn)-2-(4'-dprop-3'-metnn-[ 1,1'-6udennn]-4-un)aneramu;
N-(5-tmkmonpornui- 1 H-impa3zon-3-wn)-2-(3'-anerwmn-[ 1,1'-0udennn]-4-m)aneramu;
N-(5-umknonponwi-1H-nupazon-3-un)-2-(4'-popmuin-[ 1,1'-6udennn]-4-un)aneramn;
N-(5-mmknonponwi-1H-nupazon-3-un)-2-(2',5"-audrop-[1,1'-ondennin]-4-ui)aneramu;
N-(5-muxonpornmi- 1 H-mupazon-3-nm)-2-(2',5'- mumernn-[ 1,1'-6udenmn ] -4-um)aneramu;
N-(5-muxsonpornmi- 1 H-nupazon-3-nm)-2-(4'-metokcu-[ 1,1'-6udennn]-4-mm)aneramu;
N-(5-muxnonponmi- 1 H-nmupazon-3-um)-2-(5'-¢grop-2'-meroken-[ 1, 1'-Ondennn|-4-mn)aneramu;
N-(5-mmxmonponn- | H-tupazon-3-mn)-2-(2',5'-numeTokcen-| 1,1'-6ndenn|-4-m)ameramu;
N-(5-mmuxmonponn- | H-upazon-3-wmn)-2-(4'-anerun-| 1,1'-0udennn]-4-mm)aneramu;
N-(5-tmxmonpornn- | H-nmupazon-3-wmn)-2-(4'-3tokcu-[ 1, 1'-6udenmn]-4-un)aneramun;
N-(5-nukmonponui- 1 H-mupazon-3-un)-2-((4'-metrntuo)-[ 1,1'-6udenmnn]-4-un)aneTamur;
N-(5-tmxmonponwi- 1 H-timpa3zon-3-wmn)-2-(3'-xnop-4'-dprop-[ 1, 1'-6udennn]-4-wn)aneramu;
N-(5-nukmonponui- | H-mupazon-3-mn)-2-(3'-s3tokcu-[ 1,1'-6udennn]-4-un)aneramu;
N-(5-nuknonponwi- 1 H-nupazon-3-un)-2-(3',4'-numerokcu-[ 1, 1'-6udennn]-4-wmn)aneramu;
N-(5-mmknonponwi- 1 H-nupazon-3-un)-2-(2'-3tokeu-[ 1,1'-6ndenni]-4-ui)aneramn;
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N-(5-nuknonponui- 1 H-mupazon-3-um)-2-(3',5'-mudrop-[1,1'-6udennn]-4-nn)aneramum;,
N-(5-nukmonponwi- 1 H-mupazon-3-un)-2-(2',4'-mumetokcu-[ 1,1'-6udennn]-4-un)aneramu;
N-(5-nukmonponui- 1 H-mupazon-3-mn)-2-(2',3'-mumetmn-[ 1, 1'-6udennn]-4-nm)ameramu;
N-(5-tmknonponwi-1H-nupazon-3-un)-2-(3'-(tpudropmerokcu)-[ 1,1'-6ndennn|-4-m)aueramu;
N-(5-nuknonponmwi- 1 H-nupazon-3-mn)-2-(3'-aneramuno-[ 1,1'-6udennn]-4-wn)arneramu;
N-(5-umknonponwi- 1 H-nupazon-3-un)-2-(4'-tpudropmerun-[ 1,1'-ondennn]-4-nn)auneramu;
N-(5-uxnonponmi- 1 H-nmupazon-3-nn)-2-(4'-(ruapoxkcumerwn)-| 1,1'-ondennin]-4-un)aneramn;
N-(5-muxnornpormn- 1 H-nupazon-3-nn)-2-[4-(2-Had i) pennnaneramn;
N-(5-tukmonponwi- 1 H-iupazon-3-wmn)-2-[4-(5-MeTHi-2-THEeHI ) peHII [alle TAMU T,
2-[4-(1-6en30dypan-2-un)pernn]|-N-(5-muxnonponmi- | H-mupason-3-wm)ameramu;
N-(5-mmuxmonpornn- | H-upazon-3-wn)-2-[4-(2-TueHnn ) peHm |are TaMu;
2-[4-(1-6en3otreH-2-wn)dennn]-N-(5-muxmonponui- 1 H-impa3zon-3-un)aneramu,
N-(3-nukmonponui- 1 H-mupazon-5-mn)-2-[4-(2-okco- 1 -upponuauamn ) peHn |ameTaMu;
N-(5-nukmonponui- 1 H-mupazon-3-mn)-2-(2-rpudropmeTund eHuIT ) alie TaMI I,
N-(5-mmknonponwi-1H-nupa3zon-3-un)-2-(3-rpudropmernndeHni)aneraMmu;
N-(5-tmknonponwi-1H-nupazon-3-un)-2-(4-dpropdenun)aneramu;
N-(5-nuknonponmi- 1 H-nupazosn-3-mi)-4-6pomoeH3aMu;
N-(3-muxnonponmi- 1 H-nupazon-5-min)-2,4-nuxnopoeH3amMu ;
i ux (papManeBTHYECKH IPUEMIIEMYIO COJIb.
8. Cnoco06 mosryyeHns: NPOU3BOIHOTO 3-aMHUHONMpPa30Jia, YKa3aHHOTO B 1.1, WM ero (apmaneBTHYECKH
MPUEMJIIEMOI COJIM, BKITIOYAIOLTUIA
(a) B3auMopeiicTBHE COeNMHEHNS, TIpeIcTaBIeHHOTro dopmynoii (I11)
R-COOR, (ID),
rze R sBusiercst Takum, Kak ornpezesieHo n.1, u R, npeacrasisier co0o0it aJKuiIbHYIO IPYIINY, C AETOHUTPHIOM B
MIPUCYTCTBUHM OCHOBHOT'O areHTa C IMOy4eHNEeM COSIMHEHUs, IpeacTaBaeHHoro popmymoi (I1I)
R-CO-CH,-CN (I1D),
rae R sBusgercsa TaKHUM, KaK OIIpE€ACJICHO BBIIIEC;
(b) B3aumopeiictBue coenuHenus, npeacrasieHHoro ¢popmyinoi (I1I), ¢ ruxpokcugom runpazuHa ¢ noiy-
YCHUEM COCIMHCHUS, TPEICTaBICHHOrO hopmyoii (IV)

rze R sBisiercst TakuM, Kak ONpeziesIeHO BBILIE;

(c) oxucneHne CoeqMHEHUS, IpecTaBIeHHoro Gopmynoit (IV), ¢ momydeHnemM coeMHEHUS, IPEICTaBICH-
HorO (hopmyoit (V)

NO,
J \
N
RN ]
H

rze R ABisieTcst TakuM, Kak ONpPEZeTIeHO BBILIE;

(d) B3aumoneiicTBUe coemUHEHUs, npeAcTaBieHHoro Qopmynoit  (V), ¢ aHTUAPUAOM  TpET-

OyToKcHKapOOHMIOBO# Kuca0Th! (Boc,0O) ¢ monyyeHreM coeuHeH s, TpeacTaBieHHoro dpopmyoit (VI)
116
NO,

) (Vi)

N
);T\
rae R sBnsercs TaKUM, KaK ONIPpEACIICHO BBIIIEC,

(e) BoccTaHOBJIEHHE COEIMHEHUs, IpejcTaBieHHoro gopmynoit (VI), ¢ momydeHueM coeauHeHus, Mpes-
crasieHHoro ¢opmymnoii (VII)

2

R

[o)

st
/ \ ]}
R N,N (Vi)

rae R sBrsieTcs TakuM, Kak OMPEIeNICHO BHIIE,
(f) B3aumopeiicTBre coenuHeHus, npeacrasicHnoro dopmynoit (VII) ¢ coenuHeHneM, mpeacTaBICHHBIM
¢dopmyuoii (VIII)
R;-COX (VII),
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rae X npeacTaBisieT co00M THAPOKCU- MM MOIXOSINY0 YAAISIEMYIO IpyIny U R sBJseTcs TakuM, Kak orpe-
JIeJIeHO 11.1, ¢ mosTydeHueM CoeIMHeH s, pecTaBieHHoro ¢popmyinoi (1X)
H

BY

rae R u R sBisroTes TakuMu, Kak OMPENeIIeHO BHIIIE; U

(g) TMApPONM3 COeAMHEHMSI, TIpeCTaBIeHHOTO Gopmynoii (IX), B kucimoit cpene ¢ MOTyIeHHEM COSTNHEHHS
tdopmymst (1), rme R u R sBisiroTcst TaKMMU, KaK yYKa3aHO BEIIIE.

9. Crioco6 mosydeHHs: MPOM3BOAHOIO 3-aMHHOIUPA30Ja, yKa3aHHOTro B I.1, MK ero (apMareBTHUeCKH
MIPUEMJIEMOM COJIM, BKJIFOYAOLTUH

(2) B3aMOJIEHICTBUE COEAMHEHHUS, Hpe,Z[CTaBHeHHOI;Jg dbopmynoii (IV)

2
et
R Ib{I’N awvy
C coeIMHEHHEM, TpencTaBieHHBIM Gopmymnoit (VIII)
R;-COX (VIID),

rae R u R, sBmsroTes takumu, kak ompezeneHo 1.1, u X mpencTaBiseT co00H THIPOKCH- MU MOIXOASAIIYIO
yAaJIsieMyIo TPYIITy, TaKyl0 Kak TPYIILy XJIopa Win Opoma, C IMOIy4YeHHEM COeINHEeHHUS, IPEACTaBICHHOTO (Gop-
MmyJo# (X)

(IX)

H
N. R,

AST

N

A &)

07 R,
rae R u R sBisroTCs TakuMu, Kak ONPEeIICHO BHIIIE; U

(b) cenexTuBHBIN TUAPONN3 coenuHEHUsT GopMynbl (X) B OCHOBHOW Cpeie C IOyYeHHEM COSTHHEHWS,
npencraBiaeHHoro Gopmymnoi (I).

10. Crioco6 mosy4eHus MPOU3BOIHOTO 3-aMHHONUPA30Ja, YKa3aHHOTo B 1.1, WM ero gapMareBTHuecKu
MPUEMJIEMOI COJIM, BKIFOUAIOIHI B3aUMOJICHCTBIE COeIMHEH s, TIpelicTaBieHHoro ¢popmyoi (IV)

NHZ
\
C COeIMHEHHEM, TIpeICTaBIeHHBIM Gopmyoit (XI)
R;-COCCl; (XD,

rae R u R sBnstoTest TakuMu, Kak onpezesieHo . 1.

11. Crioco6 mosy4eHus MPOU3BOIHOTO 3-aMHHOMUPA30J1a, YKa3aHHOro B 1.1, WM ero gapMareBTuuecKu
MPUEMJIEMOM COJIH, BKIIFOYAROIIUI B3aumozencTere coenuHenus dopmyssl (1), roe Ry npencrasisier coboit 4-
rajoreH(peHUIaleTHIBHYIO IPYIIILY, WK ero GopMbl Ha onumMepHoM Hocurene (Ib)

N-N
®

/
NN 0
Pol

X

(Ib)
riae X npeacTaBisieT co0oit aToM rajoreHa, Takoro Kak Opom uim uoj, ¢ coegunenneM gopmynst (XII)
OH
i
B8 (X
R; ~OH
rine R; npezacrasinsier co0oit apuibHyI0 rpymiy, ¢ moiydenueM coeannenus popmyist (1), rne R; npencrasnser
co0oit apwit, uiu ero ¢hopMbl Ha roauMepHoM HocuTedne (Ib)

R,

0}
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/N—N 0
Pol
(i)
U, B ClIy4ae coelrHeHHs Ha momMmepHoM Hocutene (Ib), ero ruaposins mocpecTBOM KHUCIOTHOH 00paboTKu ¢
MOJTy4EHHEM BhIIIIEyKa3aHHOTO coequHeHus popmyisl (I).
12. Crioco6 mosy4eHust NPOU3BOIHOTO 3-aMHHOIMPA30jia, YKa3aHHOTo B 1.1, Wi ero ¢gapMareBTHIECKH
MIPUEMIIEMOI COJIH, BKIIIOYAOLIUI
a) B3ammozeticTeue coequaeHus ¢opmynsl (I), tone R, mpeacrasisier coboit 4-ranoreH(eHMIANETIIIEHYTO
TPYTIy, WA ero (GopMBl Ha oauMepHoM Hocutene (Ib) ¢ mrHaKOHOBBIM dPHPOM TUOOPOHOBOW KHCIIOTHI C I10-
nyderneM coenuHerus Gopmynsl (XII) umw ero popmer Ha nomumeproM Hocutene (XIIIb)
35

-0

),/DB B
oy é 784 (Xillb) é %

b) B3aumozeiictBue coequnenust popmydnsl (XIII) umu ero popmsr Ha nmonumepHom Hocurene (XIIIb) ¢ co-
enuHenueM Gopmyisl (XIV)
R;X (XIV),
rne R; mpezacrasnsier coboit apui u X npeacrasisier coboi OpoM Wi o/, ¢ ToJTydeHneM coequHeHus: Gopmy-
nel (I), tne R; mpeacrasnser coboit apuii, win ero (bopMHbI Ha noyiumepHoM HocuTtene (Ib)

(Ib)

C) U B CITydae COCOUHEHHUsS Ha moiamMmepHoM Hocutene (Ib) ero ruapomnms mocpeacTBOM KHCIOTHOH oOpa-
0OTKH C MOJTyYeHHEM BBIIIEYKa3aHHOTO coeanHeHus Gopmysl (1).

13. Croco6 mo mobomy w3 mm.8-12, TOMONHUTENHHO BKIIOYAIOMIMN MPpeoOpa3oBaHWE MPOU3BOIHOTO 3-
amMHHOIIMpa3oja, npeacrasienHoro ¢opmysoii (I), B apyroe mpousBojaHoe, npencrasieHHoe ¢dopmyinon (1),
W/WJIA B €T0 COJb.

14. Coenunenue, mpezcraBieHHoe popmydoit (V)

[ N V)

rae R mpencraBmser co6oit C;-Ce-IMKI0ATKMIBHYIO TPYIITY, HE0OS3aTeNbHO 3aMeIIeHHYI0 THHEHHOW MITH pas-
BeTBIIeHHOU C,-Cy-alKMIBHOM TPYTIITOH.

15. dapmaneBTHIeCKass KOMITO3UIHS, COepKaIas MPOU3BOJIHOE 3-aMHHONIMPA30Ja 1o 1.1 U 1Mo kpalHen
Mepe oAuH (papMareBTUIECKH MPUEMIIEMBIN HOCUTENb W/WIH pa30aBUTEINb.

16. ®apmareBTHYECKasT KOMIIO3UIUS IO M.15, HOTOIHHUTENHFHO BKIFOYAOMIAsl OJHO WIIM HECKOJIBKO XH-
MHOTEPAINEBTUYECKUX CPEJICTB.

17. TIpoyKT, BKIIFOYAOIINI COSAUHEHHE 110 11.1 WK ero (papMaIleBTUISCKY KOMIIO3UIUIO 110 .15 U o1-
HO WJIM HCCKOJIBKO XMMHOTEPAINICBTHUYCCKUX CPEACTB, KaK KOM6I/IHI/IPOB&HH])II7[ npenapar ajisi OAHOBPEMEHHOTO,
Pa3zAenbHOTO MM TIOCIIeI0BATEIbHOTO UCIIONb30BaHMS B TPOTHBOPAKOBOW TEPAIIHH.

18. IlpumeneHne coeqMHEHHMS 110 11.1 B KayecTBe JIeKapCTBEHHOT'O CPEJICTBA.

19. IIpumenenne coearHeHUs 1O 1.1 NPH MOJIYYEeHNH JIEKAPCTBEHHOTO CPEACTBa, 00J1a1al0IIero NpoTHBO-
OIIYyXOJIEBO aKTUBHOCTBIO.

@ EBpa3wiickasl naTeHTHas opraHusauus, EAMB
Poccusi, 109012, Mockea, Manbiii Yepkacckuii nep., 2/6
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