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[aHuii BUHaxia CTOCYETbCS HOBUX a30TBMICHUX reTepoapunbHux cnonyk coopmynu (1):

A\#;\

A\(N
R 5

R,

ne

A BMBpaHui 3 rpynu, Wo cknagaeTbca 3 CH Ta N;

A? BMGpaHWiA 3 rpynu, WO CKNagaeTbcd 3 CR"Ta N npu Lbomy A' Ta A? He € ogHouacHo N;

B
C

>4

nosHayae apwn abo retepoapun, e 3asHayeHu apun Ta 3asHaydeHwun retepoapwn
HeoboB'A3KOBO 3aMillieHi 1-3 3aMiCHMKaMn, BUOpaHUMM 3 TPyNu, LLIO CKNadaeTbCs 3 HUXKYOro arnkiny,
HWXKYOro ankoKCK, HMXKYOro rigpoKciankiny, HMXKYoro ranoigarnkiny, HUKYOro ankoKCU-HUKYOro arnkiny,
Hwx4Yoro ankiny-C(0)-, -C(O)-N(RS)Z, -N(RS)-C(O)-HVI)KHOI’O arnkiny, uiaHo, ranoreny, R® Ta amiHo, i ge
3a3HAYEHNIA HIKYWI arnkin HeoBGOB'I3KOBO 3aMilLieHui okco, -C(O)OH, Hukumnm ankokci-C(0)- a6o R’
i ne 3a3HaquVW| HWKYNIA anKOKCU HEOBOB’A3KOBO 3aMilLleHUI TiAPOKCUITOM, HUXYMM ankokcu abo -
C(0)- N(R ),, i Oe 3a3HavyeHMn amiH HeobOoB’A3KOBO 3amilleHnn 1 abo 2 3aMiCHUKaMK, He3anexHo
BMOpaHMMM 3 TPYMK, WO CKIMAAAETLCA 3 HUXKYOro arnkiny, HKYOro rigpoKciankiny, HMXKXYOro ankoKcu-
HWXKYOro ankiny Ta Hwk4oro ankiny-C(O)-;

R’ No3Hauae HUXYMIA anKin, HKYMIA anKOKCU, KNI riZpOKCiankin, HYKYMIA ranoigankin, HXKYnn
ANKOKCU-HDKYUIA ankin, Hwkummn ankin-C(0)-, -O-Humx4min rano'l'nankin, uwiaHo, ranoreH, R’ a6o amiHo,
[ie 3a3HAYEHW HWXYMIA ankin HeoGOB'SI3KOBO 3aMilleHuin R’, i ae 3a3HauveHwidt amiH HeOBOB'I3KOBO
3amilleHmnn 1 abo 2 3amicHMKaMu, He3anexHo BubpaHmmm 3 rpynm, LLIO CKNaJaeTbCs 3 HAXYOro ankiny
Ta HM)K‘-IOI'O aJ‘IKOKCI/I HWXXYOro ankiny;

R? ta R® He3anexHo nosHavaloTb BogeHb aBo HKYMIA arkin;

R* nosHauae apun abo reTepoapur, Oe 3a3HaudeHuh apun Ta 3as3HadeHuin retepoapun
HeoboB’A3KoBO 3amilleHi 1-3 3amicHukamu, BMOpaHWMK 3 rpynu, WO CKNagaeTbCa 3 rigpoKcuny,
rarnoreHy, HWKYOro arnkiny, HWKYOro arnkoKCW, HWXKYOro rigpoKciankiny, HWKYoro ranoigankiny,
HWXKYOrO ankoKCU-HWXYOro ankiny, Hwk4yoro ankiny-C(O)-, uiaHo Ta amiHO, i Oe 3a3Ha4yeHun amiH
HeobOoB’A3KOBO 3amieHnin 1 abo 2 3amicHMKaMu, He3anexHo BubpaHnMn 3 rpynu, Lo CKNnagaeTbcs 3
HI/I)K'vIOFO anKmy Ta HUXKYOrO arKOKCU-HMKYOrO ankiny;

R® Ta R® He3anexHo no3HauatoTb BOAEHb, HIKYMIA arKin, HWKYWIA ankoKCU, HWKYUIA ranoigankin,
HWKYMIA  LiaHOAmKiN, HWKYUA TigpoKciankin, HWKYMIN ankoKCU-HWXKYMI  ankin, uuknoankin abo
reTepoumnKIin, Ae 3a3Ha4YeHUn HMKYNA ankin HeoboB'A3KOBO 3aMilLlEHUI OKCO, R’ a6o -N(Rg)z, i oe
3a3HAYeHUN HWXYMA ranoigankin HeobOOB’AI3KOBO  3aMilLleHWIA FigpoOKCUNoM, i ge 3a3HavYeHuin
uMKnoankin abo 3asHauyeHu reTepoLnKknin HeoboB A3koBO 3aMillleHi 1-3 3aMicHMKaMK, BUOpaHUMM 3
rpynu, WO CKNagaeTbCsa 3 TiAPOKCUMY, rarioreHy, HWXKYOro arkiny, HWXK4YOro arnkoKCW, HUXYOro
rigpoKciankiny, HWX4oro ranom,ankmy, HUXKYOro arkoKCU-HWXKYOro ankiny, auetuny, uiaHo, -C(O)-
HI/I)K'-IOFO aJ'IKOKCI/I T1a -N(R%),, abo

R® 1a R®, pa3om 3 aTOMOM a30Ty, OO SKOro BOHW MpUEOHaHi, YyTBOPKKTbL retepouunknin abo
cniporeTepouuknin, Ae 3asHadeHni reTepouuKnin Ta 3asHa4yeHun crniporeTepouunknin HeoboB siI3KOBO
3amiweHi 1-3 3amicHukamu, BUbpaHuMun 3 rpynu, WO CKNagaeTbCsa 3 MgPOKCUITY, ranioreHy, HUKYOoro
arnkiny, HWKYO0ro ankokCu, HUXKYOro rigpoKciankiny, HUXKYOro ranoigankiny, HUKYOro ankoKCu-HUKYOoro
arnkiny, Hmwk4oro ankin-C(O)-, uiaHo, oKkcu Ta amiHo, i e 3a3HavyeHU amiH HeOOOB’A3KOBO 3aMiLLeHUI
1 abo 2 3amiCHMKamMK, He3anexHo BMOpPaHMMKM 3 TPYNW, WO CKagaeTbCa 3 HUXKYOTO ankiny, HKYoro
riApoKciankiny Ta HUXKYOro ankoKCU-HUXKYOro ankiny;

R’ nosHauae uuknoankin abo reTepouuknin, Ae 3asHaA4YeHU UMKIoankin Ta 3a3HavyeHui
reTepouuknin HeoboB’a3koBO 3amilleHi 1 abo 2 3amicHMKamu, HesanexHo BubpaHumMu 3 rpynu, Lo
CKNagaeTbCs 3 HUXKYOIO ankiny, HUXKYOro rigpokciankiny, HMKYOro ankoKCU-HUXKYOro arnkiny, ranoreHy
Ta HWXKYOro ranoigankiny;

R® HesanexHo BMOpaHMIA 3 Tpynn, WO CKMAgAETbCsl 3 BOAHIO, HMXKYOrO arkiny, HWK4oro
rigpoKCiankify Ta HUKYOro asikoKCU-HUXKYOro askiny;

R® nosHauyae umKnoarnkin, retepouuknin, apun abo retepoapws, 3asHaydeHWA TeTepoLMKIn,
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3a3Ha4YeHun apun Ta 3a3HavYeHun retepoapun HeobOB'sI3KOBO 3aMilleHi 1 abo 2 3amicHMKamu,
He3anexHo BMOpaHUMM 3 rpynu, WO CKNagaeTbCAa 3 HMXYOTO ankiny, HUXKYOro rigpokciankiny, HMX4Yoro
arkoKCWU-HWKYOro arnkiny, ranoreHy Ta HWK4oro ranoigankiny;

R™ nosnauae BoaeHb a6o TeTparigpodypaH-2-in;

abo ix apmaueBTUYHO NPUAHATHUX CONEN.

[ogaTKkoBO  AaHui  BUHAaxig CTOCYETbCA Cnocoby odepkaHHs BULIE3a3HAYeHUX CMOnyk,
hapmaLeBTUYHUX NpenaparTiB, sKi MICTATb 3a3HayeHi CNONyKn, a TakoX 3aCTOCYBaHHA AaHUX CMOMykK
Ansi BUpobHMUTBa hapmaLeBTUYHNX Npenaparis.

LLnsodpeHia € nporpecyrounm Ta BUCHAXYHOUMM HEBPOSOMYHUM  3aXBOPIOBAHHAM, sike
XapakTepusyeTbCs enisoguyHMMM MO3UTUBHMMU CUMNTOMaMK, TakMMn sk Open, raniouuHadii,
MOPYLLUEHHS MUCIIEHHSA | MCUX03, Ta CTIMKMMU HEraTUBHMMK CUMMTOMaMu, TakMMM SIK eMoLioHanbHa
TynicTb, MOpyLleHa yBara Ta coujanbHa i30Msuis, a TakoX KOrHiTMBHI nopyweHHsa (Lewis DA and
Lieberman JA, Neuron, 28:325-33, 2000). NMpoTtarom gecatvpiy gocnigxeHHs 6ynu cdokycyBaHi Ha
rinotesi «AgodamiHepriyHoi rinepakTMBHOCTI», fika MNpuMBena A0 TepaneBTUYHOrO0 BTPYYaHHS, LWO
Bkrtovae 6nokagy podamiHepriyHoi cuctemn (Vandenberg RJ and Aubrey KR., Exp. Opin. Ther.
Targets, 5(4): 507-518, 2001; Nakazato A and Okuyama S, Ta cniBaeT., Exp. Opin. Ther. Patents,
10(1): 75-98, 2000). Takuin capmaueBTUYHUA MigXid, 3@ BUHATKOM MOJIMWIEHHA MO3UTMBHUX
CUMNTOMIB Y NauieHTIB 3 WN30(pEHiEl0, NOraHo BNIMBAE Ha HEraTUBHI Ta KOTHITUBHI CUMNTOMMWU, SKi €
HavKpalwumMKn nokasHukamm dyHkuioHaneHoro pesynbtaty (Sharma T., Br. J. Psychiatry, 174(suppl.
28): 44-51, 1999). Ha popatok, cy4yacHUA MeToh HeWporienTUYHOro JliKyBaHHS acouifioBaHuA 3
HECNpUATAMBUMN edekTaMn, Takumu sK 30iMbLIEHHST Macu Tena, ekcTpanipamigansHi cumntomn abo
edeKkTn Ha MeTaboni3m rmnioKko3un Ta ninigie, B pedynbTarTi iX HecneundidHoi aii.

Ha 3akiH4eHHs, yce LWe 3anuwaeTbCs HeobXigHiCTb po3pobnATM HOBI HeWpomnenTukn 3
NigBULLIEHOO €DEKTUBHICTIO Ta NoninweHnMn nokasHmkammu 6e3nekun. [logatkoa Mmogernb WM3odpeHii
Oyna 3anponoHoBaHa B cepeauHi 1960-x pokiB, B OCHOBi $IKOi NEXWUTb MNCUMXOMIMETUYHA fis,
BMKINMKAHa Orokagol rnyTamaTHOI CUCTEMM Takumu cnonykamu, sk deHumknignH (PCP) Ta
3B’A3aHNUMMN pevYoBUHaMK (KeTaMiH), SIKi € HEKOHKYpEeHTHMMMK aHTaroHicTamu peuentopis NMDA.
LlikaBo, Wo y 3aopoBux 4obpoBonbLiB NCMXOMIMETMYHA Aisl, iHaykoBaHa PCP, Bkntovyana no3ntueHi
Ta HeraTMBHi CUMNTOMW, TaK CaMO $K i KOFHITMBHY AUCKYHKLIO, TakMM UYMHOM [YXE CXOXY 3
wmnsodgpeHieto y nadieHTis (Javitt DC Ta cniBasT., Biol. Psychiatry, 45: 668-679, 1999).

Lnknivni Hykneotuan, umknoageHosnHmoHodocdaTt (LAM®P) Ta umknoryaHosMHMoHodocdat
(uFM®) e nowwvpeHVMn BTOPUHHMMMK MeCeHKepamu, BignosiganbHUMKM 3a nepegady GionoriyHol
Bi4NOBIOI HA Pi3Hi MO3aKNITUHHI CUrHaNW, BKMYaK4M HEMPOTPAHCMITEPU, CBITNO Ta rOpMoHU. LAM®
Ta urM® perynolTb MHOXUHY BHYTPILLUHBOKINITUHHUX NpoLEeciB, 0COBNMBO B HEMPOHaXx LeHTpanbHOI
HEpBOBOi CUCTEMU, LINAXOM akTuByBaHHs UAM®- Ta ulM®-3anexHux kiHa3, ski  MNOTIM
docdopuniooTe BGinku, wWo ©OepyTb yyacTb B perynsauii cMHanTM4YHOI nepefadi, gudepeHuiauii
HEeWPOHIB Ta BUXMBAHHI KIiTUH.

KpuTnyHuM  MexaHi3aMOM  ANA  KOHTPOMOBaAHHSA  BHYTPILWHBOKMITUHHOINO  PIBHA  LIMKMIYHUX
HYKNeoTuaiB i, OTXe, CUrHaniHry Yepes LMKMOHYyKneoTuam, € rigponis 3’,5’-cocdoniedipHoro 343Ky
docogiectepaszamu. docdogiectepasn (PLOE) € ciMenCTBOM LLUMPOKOEKCNPECOBaHUX (hepMEHTIB,
KOOOBaHUX y MOANHU 21 Pi3HUMM reHamu, Npu TOMY, LLO KOXEH reH Koaye Aekinbka cnnamcoBaHux
BapiaHTiB. (Beavo, J., Physiol. Rev. 1995, 75, 725-748; Conti, M., Jin, S.L., Prog. Nucleic Acid Res.
Mol. Biol. 1999, 63, 1-38; Soderling, S.H., Beavo, J.A., Curr. Opin. Cell Biol. 2000,12, 174-179,
Manallack, D.T. ta cniBaBeT. J. Med.Chem. 2005, 48 (10), 3449-3462).

Cimerictea O[E po3pisHAOTHCS MO iX cneundivyHOCTi NO BiAHOLWEHHIO A0 LMKITIMHUX HYKNEeOoTUAIB,
MexaHi3dmam ix perynsuii Ta ix YyTnmMBoCTi Ao iHribiTopiB. binbL TOro, BOHM NO-pi3HOMY NOKari3oBaHi B
opraHiami, MOMDK KNiTUH opraHy Ta YycepeauHi camux KnituH. L BigmiHHOCTI npuBogATb A0
AndepeHLioBaHoro 3anydeHHs pisHux cimerncts OLE B pi3Hi disionoriyHi dyHKLii.

PDE10A € cdocdoaiectepasoro 3 NOABINHOK CneumdidHiCTIO, KOAOBAHOK OAHMM reHOM, K Byno
nokasaHo TpbOMa He3anexHumu gocnigHumu rpynamu B 1999 p. (Fujishige K., Ta cniaBT., Eur J
Biochem (1999) 266(3):1118-1127, Soderling S.H., Ta cnisaBT., Proc Natl Acad Sci USA (1999)
96(12):7071-7076, Loughney K., Ta cniBaBT., Gene (1999) 234(1):109-117). PDE10A € yHikanbHo0
MOPIBHSAHO 3 PELUTOK YNEHIB MYINbTUIEHHOrO0 CiMENCTBa MO BIAHOLWIEHHIO [0 aMiHOKMCNOTHOT
nocnigoBHocTi (779 amiHOKUCIOT), TKaHUMHOCNeuudiYHOro naTepHa eKcnpecii, cnopigHeHocTi Ao
UAM® ta uIMo® i edekty Ha docdogiecTepasHy akTUBHICTb 3 BOKy crneumdivyHUX Ta 3aranbHuUX
iHridiTopiIB.

PDE10A € ogHuM 3 Hambinbw By3bko nowwupeHnx cimencts DIOE, skuin ekcnpecyeTbest
Hacamnepeq B ronoBHOMY MO3KY, 30Kpema B MpurerrnoMmy sapi Ta gopconareparnbHOMYy CTpiaTymy.
[onatkoBo, Tanamyc, HOXOBi LMOYNUHW, rinokamn Ta (poHTanbHa kopa OEMOHCTPYHTb MOMIPHUIA
piBeHb ekcnpecii PDE10A. Byno 3anponoHoBaHo, Wo Yci Li ob6nacTi MO3Ky 3anydeHi B natodisionorito
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wn3odgpeHii Ta ncuxosy, nepegdayaoum ocHOBHY ponb PDE10A B UMX BUCHaXYHOUMX MCUXIYHUX
3aXBOPIOBaHHAX. 3a MexaMu LeHTpanbHOI HepBOBOiI cuctemu ekcnpecia TpaHckpuntis PDE10A
TaKoX crocTtepiranacsi B nepugepuyHnx TKaHMHax, Takux sk wyronodibHa 3anosa, rinoqis, iHCYyriH-
CeKpeTyrunx KNiTMHax MigwyHKoBoi 3ano3un Ta siedkax (Fujishige, K. ta cnieaBT., J. Biol. Chem.
1999, 274, 18438-18445, Sweet, L. (2005) WO 2005/012485). 3 iHworo 6oky, ekcnpecis Ginka
PDE10A cnocTepiranacs TiflbkvM B KAWEYHUX raHrnisx, seykax ta npyaartkax sievok (Coskran T.M., Ta
cniBaeT., J. Histochem. Cytochem. 2006, 54 (11), 1205-1213).

B crpiatymi gk MPHK, Tak i Ginok ekcnpecyBanucsa Tinbkn B GABA (ramma-amiHomacrnsiHa
KMCNOTa)-BMICHUX CepeaHixX MPOEKUiHUX LWMMNUKOBMX HEWpPOHaX, pobnsyum iX UikaBow UiNmw Ang
nikyBaHHS 3axBOpIOBaHb LieHTpanbHOI HepBoBoi cuctemu (Fujishige, K. Ta cnisaeT., Eur. J. Biochem.
1999, 266, 1118-1127; Seeger, T.F. Ta cnisaBT., Brain Res. 2003, 985, 113-126). CepeaHi NpoekKLinHi
LLUMMMKOBI HEMPOHW CTpiaTyMa € OCHOBHMUM BXiAUM CanTOM Ta NepLuMMm MicLeM iHTerpadii nHgopmadii
B KOHTYpi 6a3anbHMX siaep rornoBHOrO MO3Ky ccaBLuiB. basanbHi sgpa € psgaom B3anMO3B’A3aHMX
NigKOPKOBUX aaep, SKi 06’eQHYIOTh LUMPOKI KOpTUKanbHi BXOAW 3 AOdaMIHEPriYHUM CUrHasniHroM Ang
opraHizauii Ta BWKOHAHHA peNeBaHTHUX PYXOBUX Ta KOMHITUBHMX MaTEpHIB, MpWU CynpecyBaHHi
HebaxaHnx abo HepeneBaHTHUX NaTepHiB (Graybiel, A.M. Curr. Biol. 2000, 10, R509-R511 (2000).

ManaBepwH, BigHOCHO cneundivHmn iHriGitop PDE10A, Ta muwi 3 HokayToBaHuM reHom PDE10A
BUKOPUCTOBYIOTbCA ANA BMBYEHHA doisionorii uboro depmMeHTa Ta MOXIMBOro TepaneBTUYHOro
BUKOpUCTaHHSA iHribiTopie PDE10A. IHridyBaHHA UbOro depmeHTa dapmakororiyHo abo LUMsiXoMm
PYMHYBaHHA reHa npuBOAUTbL A0 3MEHLUEHHS aKTMBHOCTI Ta 3HWKEHO! BignoBidi Ha NCUXOMOTOPHI
CTMMYNATOPU. |HriByBaHHA TaKOX 3MEHLUYE YMOBHY peakuilo YHWKaHHS, NOBEAiHKOBY BiAMNoOBidb, sika
nepenbavae aHTUNCUXOTUYHY akTMBHICTL (Siuciak, J.A.; Ta cnisasT., Neuropharmacology 2006, 51
(2), 386-396; Siuciak, J.A.; Ta cnieaBT., Neuropharmacology 2006, 51 (2), 374-385).

Kpim TOro, iHribyaHHa PDE10A mae noTeHuian Ans NOMiNWEeHHS HeraTUBHMX Ta KOTHITUBHUX
cMMnTOMIB, acouiioBaHMx 3 wwusodpeHielo. [iicHo, Byno noka3aHo, WO nanaeBepuH ocrabnse
AediunT ekcTpaMepHOro 3cyBy, BUKIMMKAHOMO Y NaLtOKiB LUIISIXOM CyOXpoHivHOT 06pobkn PCP, Mmoaenb
rinodyHkuii NMDA-peuenTopiB y TBapuH (Rodefer, J.S., Ta cniBaBT., Eur. J. Neuroscience 2005, 2:
1070-1076). Ha pogaTtok cnocTepiranoch 36inbLieHHs couianbHoi B3aemogii y PDE10A2-aediumTHNX
muwen (Sano, H. J. Neurochem. 2008, 105, 546-556).

3axBopioBaHHSA, WO MOXYTb JlikyBaTtuca 3a gonomorot iHribitopis PDE10A, BkniovawoTb, 6e3
0OMEXeHHS, 3aXBOPHOBaHHSA, AKi BBaXalTb YaCTKOBO BUKMIMKaHMMK AucdyHKuieo 6asanbHux saep,
abo iHWUMK YacTMHaMK LeHTpanbHOI HEPBOBOI CUCTEMM Ta IHWWMW TKaHMHAMW, O EeKCNpecylTb
PDE10A. 3okpeMa, MOXyTb JiKyBaTUCS Ti 3aXBOPIOBaHHS, Npu Akux iHribysaHHs PDE10A moxe matu
TepaneBTUYHI edpeKkTn.

Lli 3axBoptoBaHHSA BKMNo4alTb, 6e3 0OMEXeHHs, [esiki MNCUXiYHI 3axBOPKBAHHA, Taki K
LWM30ppeHis, MO3UTUBHI, HeraTMBHI Ta/abo KOTrHITUBHI CMMNTOMM, 3B’A3aHi 3 Wn3odpeHieto, bpeaosun
posnag abo nCcwxiyHi po3nagw, BUKIMKaHI XiMIYHUMKW peyvyoBMHaMK, TPUBOXHI po3nagw, Taki Sk
NnaHiyHWA poanag, OOCECMBHO-KOMNYMbCUBHUA  po3nag, TrOCTpUA  CTpecoBui posnag abo
reHepanisoBaHui TPUBOXHMI po3nag, OO6CEeCUBHI/KOMMYNbCUBHI po3nagn, HapKOMaHis, pyXoBi
po3nagun, Taki sk xBopoba [lapkiHcoHa abo CMHOPOM HECMOKIMHWX Hir, po3nagn gediunty
KOTHITMBHOCTI, Taki ik xBopoba Anburerimepa abo cyauHHa OeMeHUisi, adeKTUBHI po3nagu, Taki K
aenpecia abo 6inonspHUn po3nag, abo NCMXOHEBPONOriyYHi 3aXBOPHOBAHHS, TaKi Ik MCUX03, CUHOPOM
rinepakTMBHOCTI 3 gediuntom yearm (COBI") abo 3B’s3aHi 3 HUM po3nagm ysarm.

Cronykwv 3rigHO 3 AaHMM BMHaX04O0M TakoX € NpuaaTHMMM NS NikyBaHHS giabeTy Ta cynpoBigHnx
3aXBOPHOBaHb, TAKMX SK OXXUPIHHS, LLMSAXOM perynsuii curHaneHoi cuctemm uAMO®.

IHribiTopn PDE10A Takox MOXyTb BYTU KOpUCHUMM A58 3anobiraHHs anonTo3y HEWPOHIB LLMSXOM
nigBuweHHs piBHiB LAM® Ta ulfM® i, TakKMM YMHOM, MOXYTb BUSBMATU NPOTMBO3ANasbHi
BNacTMBOCTI. HempoaereHepaTuBHi 3aXBOPIOBaHHS, LU0 MigaanTbCs MikyBaHHIO iHribitopamu PDE10A,
BKIIOYaloTb, 6e3 obmexeHHs, xBopoby Anburerimepa, xBopoby XaHTiHrToHa, xBopoby [MapkiHCOHa,
PO3CiSHMI CKMNepoa3, iHCYNbT abo ypaxeHHs ONMOPHO-PYXOBOro anaparTy.

PicT nyxnuHHMX KMiTWMH iHridyetbca UAM® Ta ufM®. Tak, 36inbwytoun piBHi LAM® Ta ufrMo,
iHriciTopn PDE10A TakoX MOXyTb OyTW BUKOPWUCTaHI Ans NiKyBaHHS Pi3HUX COMIOHMX NyXJUH Ta
remobnacToasiB, Takmx sik HUPKOBO-KNITUHHA KapuuHomMma abo pak rpyaw.

Akwo He BkasaHe iHWe, HacTynMHi BW3HAYeHHs HaBedeHi Ans iNCTPyBaHHS Ta BU3HAYEHHS
3Ha4yeHb Ta 00’eMy Pi3HUX TEPMIiHIB, BUKOPMCTOBYBAHUX AN1S1 ONUCY AaHOro BUHAxXoay.

HeoOxigHo BiA3HauNTW, WO SIK BUKOPUCTOBYETLCSA B AaHOMY ONMCi Ta hopMyrii BUHaxoay, OgHMHA
BKITHOYMAE TaKOX MHOXWUHY, SKLLO KOHTEKCT OQHO3HAYHO HEe BKa3ye Ha iHLe.

Y BMNaaKy, KONM BKa3yeTbCS KiNbKICTb 3aMiCHUKIB, TEPMIH «OAMH YM AeKifibkay» O03Ha4vace Big
OAHOro 3aMiCHMKa 4O MaKCMManbHO MOXIIMBOIO YMCIa 3aMiCHUKIB, Hanpuknag, Big 3amilleHHA
OAHOro BOAHIO 40 3aMilleHHs YCiX aToOMiB BOAHIO 3aMiCHUKaMW.



10

15

20

25

30

35

40

45

50

55

60

UA 108105 C2

B faHomy BUHaxoi TEPMiH «HDKYUIA ankiny BUKOPUCTOBYETLCA A5 MO3HAYEHHS rpynu, Lo
cknapgaeTbcs 3 1-7, 30kpema, Big 1 0o 4, aTomis Byrnewo.

TepMmiH «ranoreH» ctocyetbcs TOpy, XIIopy, 6poMy Ta hoay, 3okpema, PTopy, Xfopy Ta 6Gpomy.

TepMmiH «ankin» CTOCYeTbCA po3rany>keHoro abo niHIMHOroO MOHOBANEHTHOrO HaCU4eHOro
anicpaTtMyHoro ByrneBogHEBOro pagukana 3 ogHoro-ABafusaTu aToMmiB Byrreuto, 3okpema, 3 1-16
aToMiB BYrneuto, we KOHKpeTHiwe, 3 1-10 atomiB Byrneuyo.

TepMmiH «HWKYMI ankin», cam no cobi abo B KkomOiHauii 3 iHWWMK Trpynamn, CTOCYETbCS
po3sranyxeHoro abo niHINHOrO MOHOBANEHTHOro arnkinbHOro pagukana 3 1-7 atomiB Byrneuto,
30Kkpema, 3 1-4 atomis Byrneuto. MNprvknagamn gaHoro TepMiHa € Taki pagukanu, Sk MeTun, eTun, H-
nponin, isonponin, H-ByTnn, BTOp-6yTuUN, TPET-6yTMN Ta aHanNorivHi.

TepMiH «UMKOankin» CTOCYETbCS MOHOBaneHTHoro kapbouwukniyHoro pagukana 3 3-10 atomis
Byrneuto, 3okpema, 3 3-6 aTomiB BYyrneLo, Takoro Sk LMKNONponin, UMknobytun, umknoneHtTun abo
LIMKINOTreKeun.

TepMmiH  «HWKYMIA ranoigankin» CTOCYETbCA HWXKYMX ankinbHUX rpyn, $ki € MoHo- abo
nonisamilleHnmMmn ranoreHoM, 3okpema dTopom. [lMpuknagamm HUXYMX ranoigankinbHUx rpyn e,
Hanpuknaa, -CFH,, -CF,H, 'CF3, CFchz', CF3(CH2)2', (CF3)2CH' Ta CFzH'CHz'.

TepMmiH “ankokcn” ctocyeTbesa rpynn R’-O-, ge R’ nosHavae ankin. TepMiH “HMX4nn ankokcu”
ctocyeTbea rpynm R’-0O-, ge R’ no3Havyae HMK4MiA ankin.

TepMiH “HMKYNA anKOKCU-HXKYMI arnkKin” CTOCYETbCSA HMXKYOI ankifnbHOi rpynu, sika € MoHO- abo
nonizamilLleHo HWXYMM arnkokcu. MNpuknagamu rpyn HUKYMA ankoKCU-HWKYUI ankin €, Hanpuknag, -
CH,-O-CHg;, -CH5-CH,-O-CHj; ta -CH,-O-CH,-CHa.

TepMiH “HyKUYMIA rigpoOKCiankin® CTOCYETbCA HWMXYOI ankinbHOI rpynu, sk BU3HA4YeHO BuULLE, SKa
3amiweHa 1-3 rigpokcunbHUMK rpynamu. puknagamu rpyn HWXYWiA Tigpokciankin €, Hanpuknag,
rigpoKCMMEeTUR, 2-TigpoKcieTun, rigpokecunponin, 3-rigpokcunponin, 2-rigpokcunponin, 3-rigpokcmnpon-
2-in, 2,3-gurigpokcunponin Ta 1,3-gurigpokcunpon-2-in.

TepMiH “HWXYMIM UiaHOAnNKiN” CTOCYETbCS HWXKYOI ankifbHOI rpynu, K BM3HAYEHO BULLE, sika
3amiweHa 1-3 uiaHorpynamu. lNpuknagamu rpyn HWXKYMIA UiaHoankin €, Hanpuknag, uiaHomeTtun Ta
LiaHoeTun.

TepmiH “aMiHO” CTOCYETbCS MOHOBaNEHTHOI rpynu, WO Mae aTtoMm a3oTy 3 ABOMa atoMamMun BOOHIO
(npenctasneHoi gk -NH,).

TepmiH "okco" y BMNagky, KOnu BiH CTOCYETbCS 3aMICHUKIB reTepoLMKriny, o3Havae, Wo aToMm
KNCHIO NPUEQHAHUIN [0 reTepouMKnivyHOro kKombus. Tum camum "OKCo" MOXe TakoX 3amilatyv asa
aToMu BOAHIO Ha aTtoMi Byrneuto, abo BiH MOxe ByTu NpocTo NpuegHaHWim OO Cipky, Tak Lo cipka byae
nepebyBaTy B OKUCNEHIN hopMi, HAaNpWKag, 3B’3aHo0 3 ABOMa aTOMaMu KUCHHO.

TepmiH "reTepoumknin® cToCyeTbCHA MOHOBANEHTHOro Hacu4eHoro 4-6-4reHHoOro MOHOLUMKNIYHOro
KOMbLUS, WO MICTUTb OAWH, ABa abo Tpu reTepoatomu, HesanexHo BubpaHi 3 N, O Ta S, pewTa
KiNbLEBMX aTOMIB € aTOMamu BYrfeLto, e NpUeaHaHHa Moxe BiabyBaTucsa sik yepes atoM ByrreLto,
Tak i Yepes retepoartom. Npuknagamm retepounkninie €, Hanpuknag, MopdoniHin Ta NinepuanHin.

TepmiH "cniporeTepounkn” CTOCYETbCA MOHOBANEHTHOIO HAaCUYeHOro 7-11-4neHHoro GiLmKniYHOro
3anuwka 3 Kinbusamu, 3B’S3aHUMU OJHMM aTOMOM, WO MICTUTb OAMH, ABa abo Tpu KinbLeBUX
retrepoatomu, HesanexHo BubpaHi 3 N, O abo S, pewTa kinbLeBUX aTOMiB € aToMamun BYyrfeLto, e
npueaHaHHs Moxe BiabyBaTuCs sik Yepes aToM BYrneLto, Tak i Yepes retepoaTom.

TepmiH “apun” cTOCYETbCA MOHOBASIEHTHOTO apOMaTU4YHOrO BYINEBOAHEBOrO Kinbus. 30kpema,
apwnbHi rpynu BkntoyatoTe 6-10 atomis Byrneuto. [Nprknagom apurbHOI rpynu €, Hanpuknag, deHin.

TepmiH “reTepoapun” CTOCYETLCA apoOMaTUYHOIO 5- ab0 6-4NEeHHOro MOHOLMKMIYHOIO Kinbusa abo
LLIOHaMeHLLE YacTKOBO apoMaTU4HOro 9- abo 10-uneHHoro GiLmKnivyHOro Kinbus, siki mictaTte 1, 2 abo
3 atomu, He3anexxHo BUbpaHi 3 a3oTy, KUCHIO Ta/abo cipku, Takoro gk NipuMiguHin.

TepwmiH "GiupmknivHe kinbue" abo "GilmKiYHNA 3anuLLIOK” CTOCYETLCA ABOX Kineub, Ae OBa Kinbus €
cnpsbkeHummn abo cnipo-3’egHaHnMn. KoxkHe Kinble HesanexHo Moxe O6yTu apomartudHum abo
HeapomMaTUyHUM. B pesikux BTiNEHHsX BuMHaxody obuaBa KinbUA € HeapoMaTudHUMKU. B aeskmx
BTINEHHSAX BMHaxody obuaBa kKinbusi € apoMaTudHUMKU. B gesknx BTINMEHHAX OOHe Kinbue €
apoMaTudHuUM, a apyre - HeapoMaTUYHUM.

Cnonyku chopmynu (1) MoxyTb yTBOpPIOBaTY hapMaueBTUYHO NPURHATHI coni. MNpuknagamu Takmx
dapMaLeBTUYHO MPUNHATHUX coneil € coni crnonyk dopmynu (I) Ta disionoriyHo cymicHUX
MiHeparnbHUX KUCMOT, TakUX SIK CONsiHAa KUCMNOTa, CipyaHa KicnoTa, cepHucTa kucnorta abo goccopHa
Kucnota; abo 3 opraHiYHMMM KUCITOTaMu, TakMMK SIK MypaLlnHa KMcnoTa, MeTaHCynbOHOBA KUCIOTa,
n-TonyoncynboHOBa KWUCIoTa, OuUTOBa KWUCIOTa, MOSIOMHA KucnoTa, TpudTopouToBa KWUCNoTa,
NMMOHHa KMcnoTa, hymapoBa KUCIOTa, ManeiHoBa KMCRoTa, BMHHA KMCMoTa, OyplITMHOBa KucnoTta
abo caniumnoBa KMcnoTa, 30KpeMa, MypalnHa KucroTa. TepmiH "dapmMaueBTUYHO MPURHATHI coni”
cTocyeTbes Takmx conen. Crnonykn cdoopmynu (1), siki MICTATb KMCIOTHY rpyny, Taky Kak, Hanpuknag,
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COOH, ponaTkoBO MOXYTb YTBOPHOBATM COMi 3 OCHOBamu. NMpuknagamm Takmx Conen € nyxHi conm,
nyXHOo3eMenbHi Ta aMOHiNHI conu, Taki kak, Hanpuknag, Na-, K-, Ca-coni Ta coni TpMMETUNaMOHiIto.
TepMmiH "(hapmaueBTMYHO NPURHATHI coni" TaKoX CTOCYeTbCA Takux conen. KOHKpeTHbl coni
ofepXyloTb AoAaBaHHAM JOUCIIOTH.

TepmiH “bapmaueBTUYHO NMPURHATHI edbipn” cTocyeTbesa noxigHux crnonyk dopmynu (1), y sikmx
kapbokcurpyna KoHBepTUpoBaHa Ha edip. HwK4uMiA ankin, HWKYMIA TigpoKciankin, HWKYMA ankoKkcu-
HWKYMIA arnkin, aMiHO-HWXYUA arnkKin, MOHO- abo AN-HWKYMIA ankinamiHO-HWKYMIA arnkin, mMopdoriHo-
HWXKYMIW  ankis, niponiguHO-HWKYNI ankin, ninepuanHo-HWKYUK ankin, ninepasvHO-HWKYMA ankin,
HWKYMIA ankinninepasuMHoO-HWXKYMIN ankin Ta apankuneHi edipy € npuknagamu npuaatHux edipis.
KoHKkpeTHUMMK edpipamn € MeTunoBuin, eTUnoBuin, nponinosuin, Bytunosui Ta GeH3unoBun edpipwu.
TepmiH “dpapmaueBTUHHO NpUHATHI edipn”, Kpim Toro, oxonme crnonyku cdopmynu (1), y skmx
riZPOKCUIpynu KOHBEPTOBaHbI Ha BIiAMOBIAHI edipyn 3 opraHiyHMMK abo HeopraHiYHMMK KUcnoTamu,
TakuMmn §iK a3oTHa KMCNoTa, cipyaHa KucnoTa, ocdopHa KUCnoTa, NMMOHHA KMCMoTa, MypaluvHa
KMCNoTa, MarneiHoBa KMCMNoTa, OuTOBa KucnoTa, OyplwTMHOBA KMCNOTA, BMHHA  KWUCNOTa,
MeTaHCynbOHOBA KUCIOTa, N-TONyosicyribd)OHOBA KUCIOTa Ta aHarmnorivHi, siki € HETOKCUYHUMKN OIS
XUBWNX OpraHismis.

[oknagHo, AaHnn BUHaXig CTOCYeTbCA crnonyk popmynu (1)

4 3
R R
\N/ O B
C
6
AL __N R O)\N/R
1 |
R R5

0
ne
A BuBpaHwii 3 rpynu, Wo cknagaetbes 3 CH 1a N;
A? BUBpaHWit 3 rpynu, Wwo cknagaeTbest 3 CR™ Ta N, npu ubomy A' Ta A? ogHouacHo He € N;

B

AN
% nosHayae apun abo retepoapun, Ae 3as3HadeHu apun Ta 3a3Ha4YeHun retepoapun
HeobOB’A3KOBO 3aMillieHi 1-3 3amiCHMKaMu, BUOpaHUMK 3 rpynu, LLO CKMagaeTbCs 3 HKYOro ankiny,
HVXKYOrO arnkoKCW, HVDKYOrO FigpoKciarnkiny, HKYOro ranoigarnkiny, HUXKYoro arnkoKCU-HWDKYOro arnkiny,
Hwx4oro ankiny-C(O)-, C(O)-N(RB)Z, -N(Rg)-C(O)-me(qoro ankiny, uiaHo, ranorexy, R® Ta amiHy, i oe
3a3HaYEHUN HXKYUIA ankin HeoboB’A3KOBO 3amieHunin okco, -C(O)OH, Hmxynm ankokci-C(O)- abo R’,
i Oe 3a3Ha4YeHUn HWKYUIA arnkoKCU HeOoDOB'A3KOBO 3aMilLIEHMIA TiAPOKCUIIOM, HMKYUM ankokcu abo -
C(0)- N(RS)Z, i Oe 3a3Ha4YeHun aMiH HeODOB’A3KOBO 3amiweHnn 1 abo 2 3amicHMKamMu, He3arnexHo
BUOpaHMMK 3 rpynu, LLO CKNAZAETbCS 3 HWXKYOro arnkiny, HUXKYOro rigpokciankiny, HUKYoro ankokcu-

HWXKYOro arnkiny ta Hwxk4yoro ankiny-C(O)-;

R’ nosHauyae HUxXYMiA arnkin, HKYUI ankokCW, HYDKYUIA TigpOKCiarnkin, HKYMI ranoigankin, HmKYnm
aANKOKCU-HDKYMIA ankin, Hwkumn ankin-C(0O)-, -O-HwK4YMi ranoigarnkin, uiaHo, ranoreH, R’ abo amiHo,
[ie 3a3HauYeHW HVWXYMIA ankin HeoBOB'SI3KOBO 3aMmilieHuii R’, i ae 3a3HaueHwit aviH HEOGOB'S3KOBO
3amilieHmn 1 abo 2 3amiCHMKaMK, He3anexHo BUOpaHMMK 3 rpynu, WO CKITagAETbCA 3 HUXKYOro arnkiny
Ta HMKYOrO ankoKCU-HWDKYOro asnkiny;

R? Ta R® He3anexHo no3HavaloTb BOAEHb ab0 HUXYMI anKin;

R* nosHauae apun abo reTepoapwun, Oe 3as3HauYeHu apun Ta 3as3HauYeHun retepoapun
HeoOOB’A3KOBO 3amilleHi 1-3 3amicHukamu, BUOpaHMMK 3 Tpynu, WO CKNagaeTbcs 3 TigpoKCuny,
ranoreHy, HwWX4YOro arnkiny, HWXYOro ankokCW, HWXYOro rigpokciankiny, HWXK4Yoro ranoigankiny,
HUXKXYOro ankoKCU-HWXYOro arnkiny, Hwk4yoro ankiny-C(O)-, uiaHo Ta amiHO, i Ae 3a3Ha4yeHuMn amiH
Heo0O0B’A3KOBO 3amilleHunii 1 abo 2 3amicHMKaMu, He3anexHo BUOpaHUMK 3 rpynu, Lo CKNagaeTbes 3
HWXKYOro arkiny Ta HWKYO0ro ankoKCU-HMXKYOro ankiny;

R® ta R® He3anexHo no3HayaTb BOAEHb, HWXYUIA ariKifl, HYXKYUIA arkoKCU, HWKYUIA ranoigarnkin,
HWKYMA  LiaHOANKiN, HWKYUA TigpOKCIankin, HWKYMIA  ankoOKCU-HKYMI  arnkin, uuknoankin abo
reTepouuKIin, Ae 3a3HaYeHUN HKYUA arnkin HeoboB'A3KOBO 3aMiLLlEHUI OKCO, R’ abo —N(Rs)z, i oe
3a3HAYEHUN HWXYMA ranoigankin HeobOB’SI3KOBO  3aMilLIEHMI TiAPOKCUINOM, | Oe 3a3HaueHui
LmKnoankin abo 3asHauyeHu reTepouuknin HeoboB'A3KOBO 3aMillieHi 1-3 3aMiCHMKamMu, BUOpaHUMM 3
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rpynu, WO CKNagaeTbCsa 3 TMiAPOKCUMY, raroreHy, HWKYOro arnkiny, HWKYOro arnkoKCW, HUXYOro
rigpoKciankiny, HWX4YOro ranoigarnkiny, HWX4YOro ankoKCUM-HWXKYOro ankiny, auetuny, uiaHo, -C(O)-
HWxyoro ankoken Ta -N(R?),, a6o

R®> Ta R® pasom 3 aTomMOM a30Ty, [0 SIKOTO BOHM MPUEOHAHI, YTBOPIOIOTb reTepoLynKnin abo
cniporeTepouuknin, Ae 3asHadeHuin reTepoLnKIin Ta 3as3HavYeHUn criporeTepoLuknin HeoboB’A3KOBO
3amilleHi 1-3 3amicHukamu, BUOpaHUMKU 3 TPYNK, WO CKNadaeTbCsl 3 MiAPOKCUIY, rarioreHy, HMX4Yoro
arnkiny, HWKY0ro ankokCu, HUXYOro rigpokciankiny, HUXKYOoro ranoigankiny, HUXKYoro ankokCu-HUXYoro
ankiny, Hwk4oro ankiny-C(O)-, uiaHo, OKCM Ta amiHO, i Ae 3a3HadeHuMr aMiH HeOOOB’sI3KOBO
3amiweHmn 1 abo 2 3amicHUKaMu, He3anexHo BuOpaHuMK 3 Tpynu, LLO CKMa4aAETbCA 3 HUXKYOro
anKiny, HWXXYOro rigpoKciankiny, Ta HUKYOro ankoKCU-HUXKYOro ankiny;

R’ nosHavyae uuknoankin abo reTepouuknin, Qe 3as3HauYeHun UuuKnoankin Ta 3a3Ha4vyeHun
reTepoumknin HeoboB’A3KOBO 3aMmilleHi 1 abo 2 3amicHMKamu, He3anexHo BMbpaHumMu 3 rpynu, Lo
CKNagaeTbCs 3 HMXKYOIO arnkiny, HUXKYOro rigpokciankiny, HMKYOro ankoKCU-HUXKYOro arnkiny, ranoreHy
Ta HWXXYOro ranoigankiny;

R® HesanexHO BWGpaHUIl 3 Tpynu, IO CKNaJaeTbCs 3 BOAHIO, HWKYOTO arnkKiny, HUKYOro
rigpOKCiankiny Ta HUKYOro asikoKCU-HUXKYOro arnkiny;

R® nosHauae UMKNOAmNKin, reTepouyuknin, apun abo reTepoapwr, 3a3HauyeHuii reTepoLmkmin,
3a3Ha4YeHUn apun Ta 3a3Ha4vyeHuin retepoapun HeoboB'sI3KOBO 3amilleHi 1 abo 2 3amicHMKamu,
He3anexHo BUOGpaHuMK 3 rpynu, Lo CKNagaeTbCs 3 HMKYOIO arkiny, HMXYOro rigpokciankiny, HUKYoro
arkoKCU-HWKYOro arnkiny, ranoreHy Ta HWxX4oro ranoigankiny;

R'® nosHauae BogeHb a6o TeTparigpodypaH-2-in;

abo ix papmaueBTUYHO NPUAHATHUX CONEN.

[pyre BTiNeHHA AaHOro BUHaxo4y CTocyeTbesa cnonyk dopmynu (1)

4 3
R R

\N/ @) B

C
Alll)\(U\w/ \C
6
AZ\KN R’ O%\N/R
. |
R RS

0
ne
A' Ta A? HezanexHo BMOpaHi 3 rpynu, wo cknagaetbes 3 CH ta N, npu upbomy Al ta A? 0HOYacHO
He € N;

B

>4
nosHavae apun abo retepoapun, ge 3a3HavyeHUn apun Ta 3asHaydeHwun retepoapwrl
HeoboB'A3KOBO 3aMilleHi 1 abo 2 3aMiCHMKaMn, He3anexHo BUOpaHMMK 3 rpynu, WO CKNnagaeTbcs 3
HWXXYOro ankiny, HeoboB sI3KOBO 3aMilLleHOro okco abo R7, HUXKXYOro ankoKCK, HKYOro rigpokciankiny,
HWXXYOro ranoifankiny, HWXYOoro ankoKCU-HWXKYOro arnkiny, Hwk4yoro ankiny-C(O)-, -C(O)—N(RB)Z, -
N(RS)-C(O)-me(qoro ankiny, uiaHo, rarnorey, R® Ta amiHo, HeoboB'si3kOBO 3amilleHoro 1 abo 2
3aMiCHMKaMu, He3anexHo BWOpaHUMW 3 TPynu, WO CKMNadaeTbCA 3 HWKYOro arskiny, HMKYoro

rigpoKciankiny, Ta HUXKYOro ankoKCU-HKYOro ankiny;

R’ nosHauae HWXYMiA ankin, HeobOB'A3KOBO 3aMilLleHUI R7, HWKYMA  arnKOKCU, HWKYNIN
MiAPOKCIankin, HWKYMI ranoigarnkin, HWKYMA ankoKCU-HWKYMIA ankin, Hwkumi ankin-C(O)-, uiaHo,
ranoreH, R’ a6o amiHO, HEOBOB'SI3KOBO 3aMmilLeHuin 1 aBo 2 3aMiCHUKaMU, He3anexHo BNGpaHuMmun 3
rpynu, LLO CKNagaeTbCH 3 HMKYOrO arnkifny Ta HUXKYOro arkKOKCUM-HUXKYOro arkiny;

R? Ta R® He3anexHo no3HavaloTb BOAEHb ab0 HUXYMI anKin;

R* nosHauae reTepoapur, HeOBOB'SI3KOBO 3aMilLieHnii 1-3 3aMiCHUKaMK, BUGPAHUMM 3 TPYMH, LLO
CKragaeTbCsa 3 TAPOKCUIY, ranoreHy, HWKYoro arkiny, HUKYOro arikoKCW, HMXKYOro rigpokciarnkiny,
HWXYOro ranoigankiny, HUX4Yoro ankoKCU-HUXYOro ankiny, Hwik4oro ankiny-C(O)-, uiaHo Ta amiHo,
HeoboB’A3Kk0BO 3aMillieHoro 1 abo 2 3amiCHMKaMu, He3anexxHo BUbpaHumMu 3 rpynu, Lo CKNagaeTbcs 3
HWXKYOro arkiny Ta HWKY0ro ankokCU-HMXKYOro ankina

R® ta R® HesanexHo no3HauyaTb BOAEHb, HMXXYNI ankin, HeoboB’sAI3KOBO 3aMillleHUn okco abo R’
HWXKYMIW ranoigankin, HWKYMA LiaHoankin, HWKYMI TigpoKciankin, HWKYMIM ankoKCU-HWXKYMIA ankin,
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umMKnoankin abo retepouuknin, ge 3asHayeHi LMKnoarnkin ta 3asHaudeHun retepounknin Heobos’sa3KoBo
3amiwleHi 1-3 3amicHukamu, BubpaHnuMmn 3 rpynu, O CKNagaeTbCs 3 MigpPOKCUNy, ranoreHy, HUX4oro
arnkiny, HMKY0ro ankokCu, HUXYOro rigpokciankiny, HUXKYO0ro ranoigankiny, HUXKYoro ankokCu-HUXYoro
ankiny, aueTtuny, uiaHo Ta aMmiHOo, HeODOB’A3KOBO 3amilleHoro 1 abo 2 3amMicHMKaMK, He3anexHo
BMOpaHMMK 3 rpynu, WO CKIagaeTbCsl 3 HDKYOIO arnkiny Ta HUXKYOro ankoKCU-HWXKYOoro arnkiny, abo

R®> Ta R® pasom 3 aTomMOM a30Ty, [0 SIKOTO BOHM MPUEOHAHI, YTBOPIOIOTb reTepoLnKnin abo
cniporeTepouuknin, Ae 3asHayeHui reTepouuKnin Ta 3asHadeHuI CrniporeTepouuknin HeoboB’ I3KOBO
3amilleHi 1-3 3amicHukamu, BUOpaHUMK 3 TPyNu, WO CKNadaeTbCst 3 MigpOKCUIy, ranoreHy, HUX4oro
ankiny, HWKYO0ro ankokCu, HYUXYOro rigpoKciankiny, HUXKYOro ranoigankiny, HUKYOoro ankokCu-HUKXYoro
ankiny, Hwk4oro ankiny-C(O)-, uiaHo, okco Ta amiHO, HeoboB’A3KkoBO 3amiweHoro 1 abo 2
3aMiCHUKaMn, He3anexHo BUOpaHMMW 3 TPYyNu, WO CKNagaeTbCsad 3 HWXKYOro arnkiny, HUXK4Yoro
rigpoKciankiny Ta HUXKYOro ankoKCU-HUXKYOro ankiny;

R’ nosHauae uMKnoankin abo reTepouuknin, Qe 3as3HauYeHur UuMKoankin Ta 3a3HavyeHui
reTepouuknin HeoboB’aA3koBO 3amilleHi 1 abo 2 3amicHMKamu, He3anexHo BubpaHumMu 3 rpynu, Lo
CKIagaeTbCs 3 HKYOro ankiny, HUXYOro rigpokciankiny, HUKYOro ankoKCU-HUXKYOro asnkiny, ranoreHy
Ta HWXKYOro ranoigankiny;

R® HesanexHO BWGpaHUIl 3 Tpynu, IO CKNaJaeTbCs 3 BOAHIO, HUKYOTO arnkKiny, HUKYOro
rigpOoKCiasnkiny Ta HUKYOro anikoKCU-HUXKYOro arnkiny;

R® nosHauae LMKIOAmNKin, reTepouyuknin, apun abo reTepoapwr, 3a3HauyeHwii reTepoLmkmin,
3a3HavYeHUn apun Ta 3a3Ha4vYeHuin retepoapunt HeoboB'A3koBO 3aMmilleHi 1 abo 2 3amicHMkamu,
Hes3anexHO BUbpaHumu 3 rpynu, WO CKNagaeTbCs 3 HUXKYOMO arnkiny, HUKYOro rigpokciankiny, HUKYoro
anKOKCU-HWDKYOTO arkiny, ranoreHy Ta HKYoro ranoigankiny;

abo ix papmaueBTUYHO NPUAHATHUX CONEN.

Cronykn cdopmynu (1) MOXyTb MaTh OAMH YK Binblue acUMETPUYHMX aTOMIB BYrfeLuo i MOXYTb,
TakMM YMHOM, iCHYBaTW Yy BUIMSAi €HaHTIOMEepHOI CyMilli, cymiwi cTtepeoizomepiB abo sk ONTUYHO
uncti cnonyku. Cnonyku dopmynu (1) BknNoYalTh YCi giacTtepeoMmepu, TayToMepu, pauemaTun Ta ix
CyMiLui.

KoHkpeTHi cnonyku coopmynu (1) onucaHi B npuknagax y BUrnagi iHaMeigyanbHUX CNONyK, a Takox
y Burngagi ix dpapmaueBTUYHO MPUAHATHUX conen Ta dapMaueBTUYHO MPUNHATHUX edipis. binbLu
TOro, 3aMiCHUKM, §IK 3a3HA4YeHO B KOHKPETHUX MNPUKIagax, ONMUCaHUX HWXYe, CKNadalTb OKpeMi
BTiNEHHSA 4aHOro BUHAxXOAy.

Okpeme BTINEHHs OaHOro BMHAXOAy CTOCYeTbCA cnonyk cdopmynu (1), sk onucaHo Buwe, e

BVI6paHI/Il7I 3 rpynu, o CKnagaeTbca 3:

N~ X

X X NT |

| | N
~N N. ~N N

}C L

1 H Ta 1
30Kpema, rpynu, Lo CKNagaeTbes 3:
X | X N X
~N NM\WKN | ~N
, Ta )

[pyre okpeme BTiNeHHA 4aHOro BUHaxo4y CTOCyeTbes cnonyk dopmynu (1), Sk onucaHo Buwe, ae
R” Ta R® nosHavae BoaeHb.

OkpeMe BTiNEeHHA AaHoro BUHaxo4y CTocyeTbes cnonyk coopmynu (1), sk onucaHo BuLle, ae R*
nosHavae 3-cpropdeHin, 4-pTopdeHin, nipuamH-3-in, 5S-pTopnipnanH-3-in, nipumMiguH-5-in ado
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nipasuH-2-in, 3okpema, nipuanH-3-in, 5-cTopnipuaunH-3-in abo nipumignH-5-in.

LLle ogHe okpeme BTiNEHHS JaHOro BUHAxXo4y CTOCYeTbCA cnonyk dopmynu (1), Sk onncaHo suwle,
ne R* nosHauae NipUMIANHIN, 30Kpema nipuMignH-5-in.

OxpeMe BTINEeHHS 4aHOro BMHAxXo4y CTocyeTbes cnonyk dpopmynu (1), sk onncaHo BuLle, ae

B
> ¢

5 % BMOpaHui 3 rpynu (1), WO CKNagaeTbes 3:

H b H Ta y
30erma, rpym/l, O CKNagaeTbCyd 3.
10
,R
jN =N &
_N N\ _N—R" A\

) Ta )
10 ae
R nosHauyae HWKUMiA ankin, HWKYUA ankoKCU-HKYMI ankin, HWK4YMiM ranoigankin, apun abo
retepoapun, Oe 3asHayeHWM HWKYUA ankin HeobOB'SA3KOBO 3aMilLeHU LMKIoarnkinoM, 30Kpema,
MEeTUM, eTun, LMKNonponinMeTun, 2-metokcietun, 2,2,2-tpudtopetun, 3,3,3-TpudbTopnponin, geHin
abo nipmMamnH-2-in, We KOHKPEeTHile, MeTun;

15 R™ nosHauyae Huxuwii ankin, HWKYNN ankoKCU-HKYMIA ankKin, HWKYUIA ranoigankin, HUWK4YmMn
rigpokciankin abo reTtepouuknin, Oe 3a3HauYeHW HWXKYMI ankin HeobOB’SAI3KOBO  3aMilLeHWi
uuknoarnkinom abo reTepoumKninom, 30KkpeMa MeTun, eTur, isonponin, i3o0yTun, uuknonponinMeTun,
oKceTaH-2-inmeTun, TeTparigpodypaH-2-inMeTun, TeTparigpodypaH-3-inmMeTun, 2-MeTokcieTun, 2-
rigpokcietun, 2,2,2-tpudtopetun, 3,3,3-TpudTopnponin abo TeTparigpodypaH-3-in, Lwe KOHKpeTHiLue,

20 MeTun abo 2-MeToKCieTun.

[pyre okpeme BTINEHHs1 4aHOro BMHAXo[y CTOCyeTbCA cnonyk doopmynu (1), sk onucaHo Buwle, ae

B
> e

A*M

BMOpaHuii 3 rpynu (1°), Wo cknagaetbes 3:
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/Rlo
JN =N TN ST
_N N\ _N—RM A{%N )}/%N
/
N
\
NN
S S
);g 9
Ta ,
30KpeMa, rpynu, Lo CKnaaaeTbC4d 3:
10
R
/N =N &
_N N\ _N—R" N\

. Ta
ae
R™ nosHauae HwkuMit ankin, Heo60B'I3KOBO 3aMilLLleHMN UMKIToanKifiloM, HUXKYUA anKOKCU-HUKYNIA
ankin, HWKYUM ranoigankin, apun abo retepoapun, 3oKkpema, MeTun, eTus, UMKnonponinMeTun, 2-
meTokcieTun, 2,2,2-tpudtopeTtun, 3,3,3-TpudTopnponin, deHin abo nipnauH-2-in, we KOHKpeTHiILe,
MeTUsT;
R™ nosHauae HvXUMit ankin, HeoboB’A3KOBO 3aMilLIEHUIN LMKNOAMKINOM, HUXYNIA anKOKCU-HUKIYNA
ankin abo Hwxuui ranoigankin, 3okpema MeTwun, uuknonponinmeTtun, 2-metokcietun abo 3,3,3-
TpudpTOpNpoNin, LWe KOHKPETHiLe, MeTun abo 2-meToKcieTun.

B
C

>0 e
XiMmiyHa cTpykTypa onucaHa BuvLe Ta B JaHOMY BMHaxXoAi nNpuegHaHa o amigHoro
asoty y dopmyni (1) 3 i nisoro 6oky Ta npuegHaHa go amigHoro Byrneuto y dpopmyni (1) 3 Ti npaBoro
OoKy.
[pyre okpeme BTiNEHHs AaHOro BUHaxXo4y CTOCYeETbCA cnonyk chopmynu (1), 9k onucaHo Bulle, e

B

e
% BMGpaHui 3 rpynu (1), Ak onucaHo BuLle, i oe R’ nosHauae ranoreH, HWKYUM ankin, HWK4Ynm
arnkoKCW, HWXKYMK TiJpOKCIankif, HWKYMA ankoKCU-HWXKYMIA ankin, Hwxkdun ankin-C(0)-, -O-Hux4uin
ranoigankin, UMknoarkin, retepouuknin abo amiHo, i Ae 3a3Ha4YeHUn reTepouukninn HeobOB A3KOBO
3aMiLLIEHUIA HUXKYMM ankKinom, i e 3asHavyeHur amiH HeoboB'A3KOBO 3aMmilLieHnin 1 abo 2 3amicHUKamu,
He3anexHo BUOpaHUMU 3 TPynu, WO CKNAOAETbCA 3 HWDKYOrO arkifly Ta HMKYOro arkOKCU-HUXKYOro
arnkiny, 3okpema, xropo, meTtun, 1-rigpokcietnn, 1-rigpokcu-1-meTuneTun, isonponin, i306yTun, TpeT-
OyTnn, MeToKCUMETWUN, MEeTOoKCK, 2,2,2-TpUdTOPETOKCH, aueTun, UMKIonponin, uuknobyTtun,



10

15

20

25

30

35

40

45

UA 108105 C2

uuknorekcun,  tetparigpodypaH-2-in,  TeTparigpodypaH-3-in, asetnaumH-1-in,  niponigunH-1-in,
MopdoniH-4-in, 4-meTunninepasunH-1-in, eTunmeTunamiHo abo 2-MeToKcieTunamiHo, e KOHKPEeTHiLe,
1-rigppokcu-1-meTuneTun, isonponin, i3o0yTun, TpeT-0yTun, uMknonponin, TeTparigpodypaH-3-in abo
MoponiH-4-in.

LLle ogHe okpeme BTiNEHHS 4aHOro BUHaxo4y CTOCyeTbest cnonyk dpopmynu (1), sik onMcaHo BuLle,

B

c

> ¢
ae %*m BubpaHui 3 rpynu (1°), K onMcaHo BuULLe, i e R' nosHauae HMKUMIA ankin, HKYMN
rigpOKCiankin, HWKYMM ankoKCU-HWXKYMIA arnkin, umknoankin abo retepouukrnin, 3okpema metun, 1-
rigpokcieTvn, isonponin, i306yTun, TpeT-6yTuUn, METOKCUMETWN, LMKIONPOMin, LMKIorekcun,
TeTparigpodypaH-2-in  abo TeTparigpodypaH-3-in, LWe KOHKpeTHiwe, i3onponin, i30b6ytun abo
Lmkrionponin.

[pyre okpeme BTiNeHHs 4aHOro BUHaxoAy CTOCyeTbes cnonyk popmynu (1), Ak onmucaHo Buwe, ae

B
C

P \+CW

i ne

R® ta R® HezanexHo nosHayanTb BOAEHb, HYDKYNIA ankifl, HUKYUA FigpoKCiankin, HKYMIN ankoKCHu,
HWKYMIA ranoigarnkin, HUWKYUA ankoKCU-HWKYMIA ankin, Luknoankin abo retepouuknin, e 3asHavyeHun
HWKYMIA ankin HeobOB’A3KOBO 3aMilleHUn AumeTunamiHo abo reTepouukninoMm, i e 3asHayvyeHun
HWKYMIA  ranoigankin HeobOoB'sI3KOBO  3aMilLEHUI TiAPOKCUNOM, i A€ 3a3Ha4yeHUn LMKIoankin
HeobOB'A3KOBO 3aMilLlEeHUIN FiQPOKCUNOM, i e 3a3Ha4YeHUN reTepoumnknin HeoboB I3KOBO 3aMilLeHUN
HVK4YUM ankinom ado -C(O)-Hmx4nM ankinom, 3oKpema, BOAeHb, MeTUN, TeTparigpodypaH-2-inmeTun,
eTun, 2-meTokcu-l-meTtuneTun, 2-rigpokcietmn, 2-cpTtopeTtun, 2-rigpokcu-1,1-gumeTuneTtun, 2,2-
andbTopeTun, 2,2,2-tpudptopetun, 2,2,2-TpudTop-l-metunetvn, 2-guMmetunamiHoeTun, nponin,
isonponin, 2,3-gurigpokcunponin,  3-rigpokcunponin,  2-rigpokcu-2-metunnponin,  3-rigpokcu-2-
MeTunnponin, 3-rigpokcn-2,2-gumeTunnponin, 2,2-gudptopnponin, 3,3,3-TpudTOp-2-rigpokcnnponin,
2-MeToKcK-2-MeTunnponin, oytun, i306yTnn, 3-rigpokcn-3-MeTUnbyTnn, MeTOKCH, LMKIonponis,
LMKNOBYTUI, LMKITONEHTUA, 2-TiAPOKCULMKITONEHTWI, LUKIOreKCun, OKCeTaH-3-in, 3-MeTurnokceTaH-3-
in, TeTparigpodypan-3-in, TeTparigponipan-4-in, 1-meTunasetTuauH-3-in, niponiguH-3-in,  1-
mMeTunniponiaunH-3-in, 1-(tpet-6yTokcnkapboHin)niponiguH-3-in,  1-metunninepuamuH-3-in - abo  1-
MeTUNNINepuanH-4-in, e KOHKPETHiWe, BOAEHb, MEeTun, eTtun, 2,2-gudtopeTtun, 2-rigpoKcu-2-
MeTunnponin,  2-rigpoKCULMKINONEHTNA, 1-meTnnasetnamH-3-in,  3-meTunokceTtaH-3-in abo
TeTparigpodypaH-3-in, abo

R® 1a R, pasoMm 3 aTOMOM a30TYy, 40 SKOro BOHM MpUEOHaHi, YTBOPIOOTL a3eTUanH, NiponianH,
ninepnanH, MopdoniH, ninepasuH, i3okcasoniguH abo 2-okca-6-asacnipo[3.3]rentaHoBe Kinbue, B
AKOMY KOXeH i3 3as3HayeHux aseTuavHy, niponiguHy, ninepuauHy, MOpdOniHy, ninepasuHy,
i3okcasonigmMHy abo 2-okca-6-asacnipo[3.3]renTaHoBOro KinbLs HeobOOB'A3KOBO 3amilleHun 1 abo 2
3aMiCHMKaMu, He3anexHo BMOpaHWMK 3 Tpynu, WO CKNaJaeTbCa 3 TigpOKCUMyY, ranoreHy, HWXK4Yoro
arnkiny, HUXYoro rigpokciankiny, HMKYOro ankokcu, OKCO Ta aMiHoO, i e 3a3HaYeHUn aMiHO 3aMilLeHun
2 Hwkuumm ankinamu; R® Ta R® 30kpema yTBOPIOIOTH HEOGOB'SI3KOBO 3aMilLieHe reTepoLMKIivHe abo
crniporeTepouukniyHe  kinble, BMOpaHe 3 rpynu, WO CKNagaeTbcsa 3 asetuauH-l-iny, 3-
rigpokciasetnauH-1-iny, 3-dropasetngun-1-iny, 3,3-gudropasetngnH-1-iny, niponiauvH-1-iny, 2-
MeTunniponiguH-1-iny, 3-rigpokcuniponianH-1-iny, 3-meTokcuniponiguH-1-iny, 2-
rigpokcuMeTunniponiguH-1-iny, 3-guMeTtunamidoniponiguH-1-iny, 2,5-gaumetunniponiguH-1-iny, 2,2-
anveTunniponianH-1-iny, 3,3-aumetunniponignu-1-iny, 3,3-gudtopniponiguH-1-iny, ninepnauH-1-iny,
2-meTunninepuanH-1-iny, isokcasonigun-2-iny, mopdoniH-4-iny, 3-okconinepasuH-1-iny ta 2-okca-6-
asacnipo[3.3]JrenTtaH-6-iny, e KOHKpeTHiwe, aszeTuanH-1-iny, isokcasoniguH-2-iny abo mopdonin-4-
iny.

LLle ogHe okpeme BTiNEHHSA JaHOro BMHaxXo4y CTOCYETbCs crnonyk doopmynu (1), sk onncaHo BuLLe,

BMOpaHui 3 rpynu (1), ik onucaHo BuLLe,

B
> e

"

ae BMGpaHui 3 rpynu (1°), Sk onmcaHo BuLLE,
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i oe

R> ta R°® HesanexHo mnosHavaloTb BOAEHb, HWKYMIA ankin, HeobOB'A3KOBO 3aMilleHi
reTepPOLMKITINIOM, HWKYMIA TigpOKCIankif, HWKYMIA ankoKCU-HWKYMIA ankin abo uuknoarkin, 3okpema
BOAEHb, MeTun, TeTparigpodypaH-2-inMeTun, 2-MeTOKCU-1-MeTuneTun, 2-rigpokcietTvn, isonponin,
2,3-gvrigpokcunponin,  3-rigpokcunponin, 2-rigpokcu-2-MeTUnNponia, UMKIoNponin, uuknobyTun,
LUUKIONeHTUN abo LMKIOrekcun, e KOHKpeTHiWe, BodeHb, meTun abo 2-rigpokcu-2-meTunnponin,
abo

R® Ta R®, pa3om 3 aToMOM a30Ty, O SKOrO BOHW MpUEAHaHi, YTBOPIOKTb a3eTUAMH, MipomiavH,
ninepuauH, mopdoniH, ninepasvH abo 2-okca-6-a3acnipo[3.3]renTaHoBe Kinbue, A& KOXeH i3
3a3HavYeHuXx aseTuauHy, niponiguHy, ninepuauvHy, MopdoniHy, ninepasuHy abo 2-okca-6-
asacnipo[3.3]renTaHOBOro Kinbus HeoOOB’sI3kOBO 3aMiweHun 1 abo 2 3amicHMKaMK, He3anexHo
BMbpaHMMn 3 rpynu, WO CKNagaeTbCa 3 T[igpPOKCUIY, ranoreHy, HWXYoro arnkiny, HMK4oro
rigpoKciankiny, HWX4Yoro arnkoKCW, OKCO Ta amMiHO, 3aMilleHOro 2 HWXYMMMK ankinamu; R® ta R®
30Kpema YTBOPIOOTb HEOOOB’sI3KOBO 3aMillleHe reTepouukniyHe abo cniporeTepoumknivyHe Kinbue,
BMbpaHe 3 rpynu, WO CKNagaeTbecs 3 aseTuauH-1-iny, 3-rigpokciazetmauH-1-iny, niponiguH-1-iny, 2-
MeTunniponignH-1-iny, 3-rigpokcuniponignH-1-iny, 3-meTokcuniponignH-1-iny, 2-
rigpokcumeTunniponignH-1-iny, 3-guMmeTtunamiHoniponiguH-1-iny, 2,5-gumetunniponigunH-1-iny, 2,2-
anmeTtunniponiguH-1-iny, 3,3-aumetunniponiguH-1-iny, 3,3-gudTopniponigunH-1-iny, ninepuanH-1-iny,
MopcdoniH-4-iny, 3-okconinepasuH-1-iny Ta 2-okca-6-asacnipo[3.3]renTaH-6-iny, LWe 3okpema
MopdoniH-4-iny.

B
C

> ¢
KoHkpeTHi cnonykun cdopmynm (1), y skmx A*M
BMOpaHi 3 rpynu, LWo cKnagaeTbcs 3:
6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHoBOI KUCNoTH (3-aMmeTunkapbamoin-1-
meTun-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipuanH-2-kapboHoBoi kKMCnoTH (1-meTun-3-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHoBoi kucnoTn (3-kapbamoin-1-meTun-
1H-nipason-4-in)amigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kap6oHoBOT kMcnoTn [3-gumeTunkapbamoin-1-
(2-meTokcieTun)-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasuH-2-kapboHoBoi kucnotu (1-meTnn-3-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kap6oHoBOI kucnoTn [5-gumeTtunkapbamoin-1-
(2-meTtokcieTun)-1H-nipason-4-injamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHoBoI kucnoTn [3-gumeTtunkapbamoin-1-
(2,2,2-TpndpTopeTnn)-1H-nipason-4-injamiay,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHoBoI kucnoTn [3-meTunkapbamoin-1-
(2,2,2-TpndpTopeTnn)-1H-nipason-4-injamiagy,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-kap6oHoBOI kMcnoTn [3-meTunkapbamoin-1-
(3,3,3-Tpudptopnponin)-1H-nipason-4-injamiay,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-kap6oHoOBOT kMCnoTn [5-meTunkap6amoin-1-
(3,3,3-Tpudptopnponin)-1H-nipason-4-injamiay,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipuanH-2-kap6oHoBOI kMcnoTu [1-(2-meTokcieTnn)-5-
meTunkapbamoin-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipuanH-2-kap6oHOBOT KUCIOTH (1-LMKNonponinmeTun-3-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-kapboHOBOI KUCIOTH (1-LmMKnonponinmeTun-5-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipuanH-2-kapboHoBoi kKMcnoTH [1-meTnn-3-(mopdoniH-4-
kapOoHin)-1H-nipason-4-injamiay,
6-umknonponin-3-(nipumianH-5-inamiHo)nipuanH-2-kapboHoBoOT kucnoTtu [3-
(umknonponinmeTtunkapbamoin)-1-meTun-1H-nipason-4-injamigy,
6-umknonponin-3-(nipumianH-5-inamiHo)nipuanH-2-kap6oHoBoI kucnotn [1-meTtun-3-(ninepnanH-1-
kap6oHin)-1H-nipason-4-injamiay,
6-umknonponin-3-(nipumianH-5-inamiHo)nipuanH-2-kapboHoBoOT kucnoTtu [3-
(umknorekcunmeTtunkapbamoin)-1-metun-1H-nipason-4-injamigy,

BMOpaHuin 3 rpynu (1), sk onucaHo BuLle,
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6-umknonponin-3-(nipumiganH-5-inamiHo)nipuanH-2-kap6oHoBoI kucnotn [1-(2-meTokcieTnn)-3-
meTunkapbamoin-1H-nipason-4-injamigy,
6-upmknonponin-3-(nipumianH-5-inamiHo)nipuanH-2-kapOoHOBOIT kucnoTu [3-
(umknonenTunMeTunkap6amoin)-1-metun-1H-nipason-4-injamigy,
6-upmknonponin-3-(nipumianH-5-inamiHo)nipuauH-2-kapOoHOBOIT kucnoTu [3-
(isonponinmeTunkap6amoin)-1-metun-1H-nipason-4-injamiay,
6-umknonponin-3-(nipumignH-5-inamiHo)nipugnH-2-kap6oHOBOI kKMcnoTn [1-meTun-3-(niponianH-1-
kapOoHin)-1H-nipason-4-injamiay,
6-umknonponin-3-(nipumignH-5-inamiHo)nipugmnH-2-kapboHoBoI kucnotn (3-meTunkapbamoin-1-
deHin-1H-nipason-4-in)amigy,
6-meTokcMmMeTun-3-(NipMMiguH-5-inamiHo)nipuanH-2-kapboHoBOI KMCnoTu [1-(2-meTokcieTnn)-5-
meTunkapbamoin-1H-nipason-4-injamigy,
6-umknonponin-N-[1-meTnn-3-(2-meTunniponianH-1-kapboHin)-1H-nipason-4-in]-3-(nipyumignH-5-
inamiHo)NipnanH-2-iMigoBOT KNCIOTH,
N-(3-umknorekcunkapbamoin-1-metun-1H-nipason-4-in)-6-uuknonponin-3-(nipumignH-5-
inamiHo)MipMAMH-2-iMig0BOI KMCNOTH,
N-[3-(a3eTnamnH-1-kapboHin)-1-meTnn-1H-nipason-4-in]-6-unknonponin-3-(nipumiamH-5-
inamiHo)MipMAMH-2-iMig0BOI KMCNOTH,
6-umknonponin-N-(3-yuknonponinkap6amoin-1-meTnn-1H-nipason-4-in)-3-(nipymignH-5-
inamiHo)MipMAMH-2-iMig0BOI KMCNOTH,
6-umknonponin-N-[3-(3,3-gumeTunniponianH-1-kap6oHin)-1-meTnn-1H-nipason-4-in]-3-(nipumigmH-
5-inamiHo)nipnamnH-2-iMigoBoi KnCnoTw,
N-(3-umknobytunkapbamoin-1-meTtun-1H-nipason-4-in)-6-unknonponin-3-(nipumiamH-5-
inamiHo)MipnanH-2-iMigoBOI KNCIOTH,
N-(3-umknoneHtunkapbamoin-1-metun-1H-nipason-4-in)-6-unknonponin-3-(nipumigamH-5-
inamiHo)MipMAMH-2-iMig0BOI KMCNOTH,
6-umknonponin-N-[3-(2,5-gumeTunniponignH-1-kapboHin)-1-meTnn- 1H-nipason-4-in]-3-(nipumigmH-
5-inamiHo)nipuanH-2-imMigoBoi Kncnotw,
6-umknonponin-N-[3-(3,3-gudTopniponianH-1-kap6oHin)-1-metun-1H-nipason-4-in]-3-(nipyumignH-
5-inamiHO)NipnanH-2-iMigoBoT KUCNOTH,
6-umknonponin-N-[3-(3-gumeTnnamiHoniponigmH-1-kapoboHin)-1-meTnn-1H-nipason-4-in]-3-
(nipMMignH-5-inamiHo)NipMAKH-2-iMigOBOT KUCNOTN,
6-umknonponin-N-{3-[(3-rigpokcunponin)metunkapbamoin]-1-metun-1H-nipason-4-in}-3-
(nipMMignH-5-inamiHo)NipMAKH-2-iMiZ0BOT KUCNOTN,
6-umknonponin-N-[3-(2-rigpokcieTunkap6amoin)-1-metun-1H-nipason-4-inl-3-(nipyumignH-5-
inamiHo)MipnanH-2-iMigoBOI KNCIOTH,
6-umknonponin-N-{3-[(2-rigpokcieTun)metunkapbamoin]-1-metun-1H-nipason-4-in}-3-(nipumignH-
5-inamiHO)NipnaunH-2-iMigoBoT KUCNOTH,
6-umknonponin-N-[3-(2-meTokcu-1-meTnneTunkapbamoin)-1-meTunn-1H-nipason-4-in]-3-
(nipyMignH-5-inamiHo)nipnanH-2-iMigoBOIT KUCHOTH,
6-umknonponin-N-[3-(2,3-gurigpokcunponinkap6amoin)-1-metun-1H-nipaszon-4-in]-3-(nipumignH-5-
inamiHo)nNipnanH-2-iMigoBOT KNCOTH,
6-umknonponin-N-[3-(2-rigpokcn-2-meTunnponinkapbamoin)-1-metnn-1H-nipason-4-in]-3-
(mipMMignH-5-inamiHo)NipMAKH-2-iMiZOBOI KUCOTN,
6-umknonponin-N-[3-(3-rigpokcuniponianH-1-kapboHin)-1-metnn-1H-nipason-4-in]-3-(nipumigmH-5-
inamMiHo)MipMANH-2-iMig0BOI KMCNOTH,
6-umknonponin-N-[3-(2-rigpokcu-1-meTunetunkapbamoin)-1-metun-1H-nipason-4-inj-3-
(mipMMignH-5-inamiHo)NipMAKH-2-iMigOBOI KUCIOTN,
6-umknonponin-N-{3-[(2,3-aurigpokcunponin)metunkapbamoin]-1-metun-1H-nipason-4-in}-3-
(nipyMigmH-5-inamiHo)nipnanH-2-iMigoBOT KUCAOTH,
6-umknonponin-N-[3-(5-rigpokcu-3,6-gurigpo-2H-nipasuH-1-kapboHin)-1-metun-1H-nipason-4-in]-
3-(nipumiguH-5-inamiHo)nipnanH-2-iMigoBoi KUCNOTH,
6-umknonponin-N-[3-(3-MeTokcuniponignH-1-kap6oHin)-1-meTnn-1H-nipason-4-in]-3-(nipumigmH-5-
inamiHo)nNipnanH-2-iMigoBOT KNCOTH,
6-umknonponin-N-[3-(2-rigpokcnmeTunniponignH-1-kap6oHin)-1-metnn-1H-nipason-4-in]-3-
(nipymMignH-5-inamiHo)nipnanH-2-iMigoBOI KUCNOTH,
6-umknonponin-N-[3-(3-rigpokciazeTnanH-1-kap6oHin)-1-meTun-1H-nipason-4-inj-3-(nipumiguH-5-
inamiHo)MipnanH-2-iMigoBOI KNCIOTH,
6-umknonponin-N-[1-meTnn-3-(2-okca-6-asacnipo[3.3]rentaH-6-kapboHin)-1H-nipa3on-4-in]-3-
(nipymMignH-5-inamiHo)nipnanH-2-iMigoBOI KUCNOTH,
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6-umknonponin-N-[3-(2,2-aumeTnnniponianH-1-kap6oHin)-1-meTtun-1H-nipaszon-4-in]-3-(nipumignH-
5-inamiHO)nipmMamnH-2-iMigoBoT KuCNoTw,
6-umknonponin-3-(nipumignH-5-inamiHo)nipuanH-2-kap6oHOBOI KUCNOTH (4-
meTunkapbamoin[1,2,3]tiagiason-5-in)amiay,
6-umknonponin-3-(nipumignH-5-inamiHo)nipuanH-2-kapboHOBOI KMCNoTH (4-meTunkapbamoin-2-
deHinTiazon-5-in)amigy,
6-umknonponin-3-(nipumignH-5-inamiHo)nipuanH-2-kapboHOBOI K1cnoTu (4-meTunkapodamoin-2-
nipuanH-2-intiason-5-in)amiay,
6-umknonponin-3-(nipumianH-5-inamiHo)nipuanH-2-kapboHoBoT kucnotu (3-aumeTunkapdbamoin-1-
nipuauH-2-in-1H-nipason-4-in)amigy,
2-izonponin-5-(nipumignH-5-inamiHo)nipumianH-4-kapboHoBoT kncrnoTtn (1-metun-3-
meTunkapbamoin-1H-nipason-4-in)amiay,
2-umknonponin-5-(nipumignH-5-inamiHo)nipumignH-4-kapboHoBoi kucnotu (1-meTun-3-
meTunkapbamoin-1H-nipason-4-in)amiay,
2-TpeT-6yTnn-5-(NipmiguH-5-inamiHo)nipumignH-4-kapboHoBoi kKncnotu (1-meTun-3-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
2-i306yTUn-5-(nipumignH-5-inamiHo)nipumigmH-4-kapboHoBoi kucnotn (1-meTnn-3-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
2-umknorekcun-5-(nipymiguH-5-inamiHo)nipumignH-4-kapboHoBoi kncnotu (1-metTnn-3-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHOBOI KUCIOTH (3-
uuknonponinkapbamoinTiodeH-2-in)amigy,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-kapboHoBoI kKucnoTu [3-(MopdoniH-4-
kapboHin)tiodeH-2-inJamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHoBOI kKMCnoTH [5-isonponin-3-
(MopdoniH-4-kapboHin)Tioden-2-injamigy,
6-umknonponin-N-(3-(2-rigpokcu-2-metunnponinkap6amoin)-1-metun-1H-nipason-4-in)-3-
(nipumignH-5-inamiHo)nipa3uH-2-kapbokcamigy,
N-(1-meTun-3-(meTunkapbamoin)-1H-nipason-4-in)-3-(nipumianH-5-inamiHo)-6-(TeTparigpodypaH-
2-in)nipa3uH-2-kapbokcamigy,
N-(1-meTun-3-(meTunkapbamoin)-1H-nipason-4-in)-3-(nipumianH-5-inamiHo)-6-(TeTparigpodypaH-
3-in)nipasnH-2-kapbokcamiay,
N-(1-meTtun-3-(meTunkapbamoin)-1H-nipason-4-in)-3-(nipumignH-5-inamiHo)-6-(TeTparigpodypaH-
2-in)nikoniHamigy,
6-i306yTun-N-(1-meTtun-3-(metnnkapbamoin)-1H-nipason-4-in)-3-(nipumignH-5-inamiHo)nipasuH-2-
kapbokcamigy,
6-umknonponin-N-(1-etnn-3-(metunkapbamoin)-1H-nipason-4-in)-3-(nipumignH-5-inamiHo)nipasmH-
2-kapbokcamigy,
6-umknonponin-N-(1-eTun-3-((TeTparigpodypan-2-in)metunkapbamoin)-1H-nipason-4-in)-3-
(nipumignH-5-inamiHo)nipa3uH-2-kapbokcamigy,
6-umknonponin-N-(1-meTnn-3-((TeTparigpodypaH-2-in)metunkapdamoin)-1H-nipason-4-in)-3-
(nipumiamH-5-inamiHo)nipasunH-2-kapbokcamigy,
6-umknonponin-N-(3-((2-rigpokcn-2-meTunnponin)(meTun)kapbamoin)-1-metun-1H-nipason-4-in)-
3-(nipumiguH-5-inamiHo)nipasnH-2-kapbokcamigy,
N-(3-(2-rigpokcu-2-meTunnponinkapbamoin)-1-metun-1H-nipason-4-in)-2-metun-5-(nipumignH-5-
inamiHo)nipumMigunH-4-kapbokcamigy,
6-(1-rigpokcieTnn)-3-(nipumigunH-5-inamiHo)nipasuH-2-kapboHoBoi kncnotu (1-meTnn-3-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHoBoi kucnotu (1-meTnn-5-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI K1McnoTu [5-(2-rigpokcn-2-
MeTunnponinkapbamoin)-1-metnn-1H-nipason-4-injamigy,
2-(2-meToKcieTunamiHo)-5-(nipumignH-5-inamiHo)nipumignH-4-kap6oHoBOi kMcnoTu (1-meTun-3-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
3-(nipumiguH-5-inamiHo)-6-(TeTparigpodypaH-3-in)nipuamH-2-kapboHoBoi kncnotu (1-metnn-3-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kapboHOBOI KUCNOTK (2-MeTun-4-
meTunkapbamoinTiason-5-in)amigy,
6-izonponin-3-(nipuMignH-5-inamiHo)nipasuH-2-kapOoHOBOI kMcnoTn (1-meTnn-5-meTunkapbamoin-
1H-nipason-4-in)amigy,
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6-umknonponin-3-(nipumiganH-5-inamiHo)nipasuH-2-kapboHoBOI kMcnoTu [1-eTun-5-(2-rigpokcn-2-
mMeTunnponinkap6amoin)-1H-nipason-4-injamiay,
6-umknonponin-3-(nipumiganH-5-inamiHo)nipasunH-2-kapboHoBoi kucnoTtu (1-eTun-5-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHOBOI KMCNOTKU [5-(2-rigpokcn-2-
mMeTunnponinkap6amoin)-1-isobytun-1H-nipason-4-injamigy,
6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHOBOI KMCNOTKU [1-meTnn-5-(okceTan-3-
inkapbamoin)-1H-nipason-4-injamigy,
6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kap6oHoBOoi kMcnoTtu [1-meTun-5-(3-
MeTunokceTaH-3-inkapbamoin)-1H-nipason-4-injamiay,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHoBoi kncnotu (1-isobytnn-5-
meTunkapbamoin-1H-nipason-4-in)amiay,
6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kapboHOBOI kKMCNoTK [5-(2-rigpokcu-2-
mMeTunnponinkap6amoin)-1-isonponin-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBoi kncnotu (1-isonponin-5-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHoBoi kKncnotu [5-(3-rigpokcn-3-
mMeTunbytunkapbamoin)-1-metun-1H-nipason-4-injamiay,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBoi Kncnotu [1-metun-5-
(TeTparigpodypaH-3-inkapbamoin)-1H-nipason-4-inJamiay,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBoi kncnotu [5-(3-rigpoken-2,2-
Aavnmvetunnponinkapbamoin)-1-metun-1H-nipason-4-injamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasuH-2-kapboHoBoi kucnotu [5-(3,3-gudtopaseTnanH-
1-kap6oHin)-1-metun-1H-nipason-4-injamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBoi kncnotu [1-metun-5-(2,2,2-
TpudptopeTunkapbamoin)-1H-nipason-4-injamigy,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipasvH-2-kapboHoBoi kucnotu [5-(2,2-
andTopeTunkapbamoin)-1-metnn-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHoBoi kncnotu [1-metun-5-(3,3,3-
TpudpTop-2-rigpokcunponinkap6amoin)-1H-nipason-4-injamiay,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHoBOi K1Mcnotu [1-(2-meTokcieTun)-5-
meTunkapbamoin-1H-nipason-4-injamigy,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipuanH-2-kapboHoBoi kKMCnoTH (1-meTun-5-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBOi kKncnotu [5-(3-rigpoken-2-
meTunnponinkapbamoin)-1-metnn-1H-nipason-4-injamigy,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipa3suH-2-kapboHoBoi kucnotu (5-kapbamoin-1-meTun-
1H-nipason-4-in)amiay,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBOI Kncnotu [5-(2-meTokcu-2-
MeTunnponinkapbamoin)-1-metnn-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBoi kncnotu [5-(2-rigpoken-1,1-
anmetunetunkapbamoin)-1-metun-1H-nipason-4-injamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasuH-2-kapboHoBoi kucnotu {5-[(2-rigpokcmn-2-
mMeTunnponin)metunkapbamoin]-1-metun-1H-nipason-4-in}-amigy,
2-TpeT-6yTnn-5-(nNipymiguH-5-inamiHo)nipnmignH-4-kapboHoBoi kncnotu (1-metTun-5-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBOI kKncnotu [5-(azeTnanH-1-kapOoHin)-
1-meTtun-1H-nipason-4-injamiay,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasuH-2-kapboHoBOoi kKMcnoTu [1-meTun-5-(niponigmH-1-
kapboHin)-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBoi knucnotu (5-gumetunkapbamoin-1-
meTun-1H-nipason-4-in)amigy,
3-(nipnmiguH-5-inamiHo)-6-(TeTparigpodypaH-3-in)-nipasuH-2-kapboHoBoi kucnotu (1-meTun-5-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
2-izonponin-5-(nipumignH-5-inamiHo)nipumignH-4-kapboHoBOi kMcnoTn (1-meTun-5-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipumignH-5-inamiHo)-5-(teTparigpodypaH-2-in)-nipa3unH-2-kapboHOBOI KUCMOTKH
[5-(2-pTOpeTnnkapbamoin)-1-metun-1H-nipason-4-injamigy,
6-upmknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHOBOI kKMcnoTu (3-
umknonponinkapbamoinisokcason-4-in)amiay,
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6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kap6oHoBoi kucnotu [1-meTun-5-(2,2,2-
TpudTOop-1-MeTuneTunkapbamoin)-1H-nipason-4-injamigy,

6-umknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kap6oHoBoI kucnoTtu [5-(2,2-
andropnponinkap6amoin)-1-metnn-1H-nipason-4-injamiay,

6-xnop-3-(nipumignH-5-inamiHo)nipnanH-2-kap6oHoBoi kucnoTtu (1-meTun-5-metTnnkapoamoin-1H-
nipason-4-in)amigy,

6-umknonponin-3-(nipumiganH-5-inamiHo)nipasunH-2-kapboHoBoi kucnoTu (5-isobyTunkapbamoin-1-
meTun-1H-nipason-4-in)amigy,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kapboHoBOI kKMCNOTK [1-meTnn-5-(ninepmuamH-1-
kap6oHin)-1H-nipason-4-injamiay,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kap6oHoBoT kucnotu (5-aumetunkapbamoin-1-
etun-1H-nipason-4-in)amiay,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kapboHoBOI KUCNOTK [1-eTun-5-(MopdoniH-4-
kap6oHin)-1H-nipason-4-injamiay,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBoi kncnotu [5-(2-
dpTopeTunkapbamoin)-1-meTun-1H-nipason-4-injamigy,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBOi Kncnotu [5-(2-rigpoken-2-
mMeTunnponinkapbamoin)-1-(3,3,3-TpudTopnponin)-1H-nipason-4-injamigy,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasuH-2-kapboHoBOi KMcnoTu [5-meTunkapbamoin-1-
(3,3,3-TpndbTopnponin)-1H-nipason-4-injamigy,

6-umknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBoi kncnotu [5-(3-dpropaseTmanH-1-
kapboHin)-1-metun-1H-nipason-4-inJamigy,

6-umknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHoBOI Kncnotu [5-(2-rigpoken-2-
mMeTunnponinkapbamoin)-1-(2,2,2-tpudtopetun)-1H-nipason-4-injamigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBOoi kncnotu [5-metunkapbamoin-1-
(2,2,2-TpndpTopeTnn)-1H-nipason-4-injamigy,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasuH-2-kapboHoBoi kKMcnotu [1-meTun-5-(mopdoniH-4-
kapboHin)-1H-nipason-4-injamigy,

6-aueTnn-3-(nipumMignH-5-inamiHo)nipa3uH-2-kapOoHoBoI kKnucnoTtu (1-metun-5-meTnnkapbamoin-
1H-nipason-4-in)amiay,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHoBoi knucnotu (3-etunkapbamoin-4,5,6,7-
TeTparigpobeH3o[b]riodeH-2-in)amiay,

2-izonponin-5-(nipnamnH-3-inamiHo)nipumiamH-4-kapboHoBoi knucnotu (1-meTun-5-metunkapbamoin-
1H-nipason-4-in)amigy,

6-(1-rigpokcieTnn)-3-(nipumigunH-5-inamiHo)nipasuH-2-kapboHoBoi kncnotu (1-metnn-5-
meTunkapbamoin-1H-nipason-4-in)amigy,

5-(3-chTopdeHinamiHo)-2-izonponinnipumiguH-4-kapOoHOBOI kucnotn (1-meTnn-5-
mMeTunkapbamoin-1H-nipason-4-in)amigy,

6-meToKCMMETUN-3-(NipUMigMH-5-inamiHo)nipugnH-2-kapOoHoBoT KMcnoTu (1-meTun-5-
mMeTunkapbamoin-1H-nipason-4-in)amigy,

5-(5-dbTopnipnanH-3-inamiHo)-2-izonponinnipumianH-4-kapboHoBoi kucnotu (1-meTun-5-
mMeTunkapbamoin-1H-nipason-4-in)amigy,

5-(4-dpTopdeHinamiHo)-2-idonponinnipumianH-4-kapboHoOBOT KMCNoTH (1-meTun-5-
meTunkapbamoin-1H-nipason-4-in)amigy,

2-umknoByTun-5-(nipumignH-5-inamiHo)nipumMignH-4-kapboHoBOi kKMcnoTn (1-meTun-5-
meTunkapbamoin-1H-nipason-4-in)amigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBoi kncnotu (5-etunkapbamoin-1-
meTun-1H-nipason-4-in)amigy,

6-Lmknonponin-3-(nipasuH-2-inamiHo)nipasunH-2-kapboHoBoi kucrnotu (1-meTun-5-
mMeTunkapbamoin-1H-nipason-4-in)amigy,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBoi kncnotu (1-etun-5-etTnnkapbamoin-
1H-nipason-4-in)amiay,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBoi knucnotu (1-eTun-5-
i306yTunkapbamoin-1H-nipason-4-in)amigy,

6-umknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHoBOI kKucnotu [5-
(etunmeTunkap6amoin)-1-metun-1H-nipason-4-injamiay,

6-umknonponin-3-(nipuaunH-3-inamiHo)nipasnH-2-kapOoHOBOI kucnotn (1-meTnn-5-
meTunkapbamoin-1H-nipason-4-in)amigy,

6-umknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi kucnoTu (5-amnponinkapbamoin-1-
meTun-1H-nipason-4-in)amigy,
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6-umknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kap6oHoBOT KMcnoTu [5-
(byTunmeTunkapbamoin)-1-meTtun-1H-nipason-4-injamiay,
6-umknonponin-3-(nipumignH-5-inamiHo)nipas3unH-2-kap6oHoBoi kucnoTtu {5-[(2-
rigpokcieTun)metunkapbamoin]-1-metun-1H-nipason-4-intamigy,
6-umknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kap6oHOBOT KMCoTH [5-
(isonponinmeTunkapb6amoin)-1-metun-1H-nipason-4-injamiay,
6-umknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi kucnoTtu (5-gieTnnkapbamoin-1-
meTun-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kap6oHOBOIT KMCNOTKU [1-meTun-5-
(meTnnnponinkap6amoin)-1H-nipason-4-injamigy,
6-umknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi kucnotu {5-[eTun-(2-
rignpokcieTun)kapbamoin]-1-meTtun-1H-nipason-4-injamigy,
6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHoBoi kucnotu {1-meTun-5-
[MeTun(teTparigponipaH-4-in)kapbamoin]-1H-nipason-4-infamigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBoi kucnotu {1-meTunn-5-
[(TeTparigpodypaH-2-inmeTun)kapbamoin]-1H-nipason-4-injamiay,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBoi knucnotu {1-eTun-5-
[(TeTparigpodypaH-2-inmeTun)kapbamoin]-1H-nipason-4-injamiay,
6-umknonponin-3-(nipnanH-3-inamMiHo)nipa3uH-2-kapOoHOBOT KUCNOTU [5-(a3eTuamnH-1-kapboHin)-1-
meTun-1H-nipason-4-injamigy,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHoBoi kucnotu [1-metun-5-(2-
mMeTunninepnanH-1-kapboHin)-1H-nipason-4-injamigy,
3-[(4-{[6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kapboHin]amiHo}-2-meTnn-2H-nipason-3-
kapboHin)amiHo]niponignH-1-kapboHoBOI kKncnoTu TpeT-6yTnnosoro edipy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasuH-2-kapboHoBoi knucnotu {1-metnn-5-[metun-(2,2,2-
TpudptopeTun)kapbamoin]-1H-nipason-4-in}amigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBOI KUcnoTu [5-
(umknonponinmetTunkap6amoin)-1-metun-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasuH-2-kapboHoBoi kucnotu [1-meTun-5-(2-
MeTunniponianH-1-kapboHin)-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBoi kKncnotu [1-metun-5-
(meTunokcetaH-3-inkapbamoin)-1H-nipason-4-injamiay,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasuH-2-kapboHoBoi kucnotu [1-metun-5-(1-
mMeTunninepnanH-3-inkapbamoin)-1H-nipason-4-injamiay,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasuH-2-kapboHoBoi kucnotu [1-metun-5-(1-
mMeTunninepnanH-4-inkap6amoin)-1H-nipason-4-injamiay,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasuH-2-kapboHoBOoi kncnotu [5-metunkapbamoin-1-
(TeTparigpodypaH-2-inmeTun)-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBOI Kncnotu [5-(2-rigpokcn-2-
MeTunnponinkapbamoin)-1-(teTparigpodypaH-2-inmeTtun)-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHoBoi kucnotu {5-[(2-
dpropeTnn)meTnnkapbamoin]-1-metun-1H-nipason-4-infamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kap6oHoBoi kncnotu {1-metnn-5-[metnn-(1-
mMeTunniponianH-3-in)kapbamoin]-1H-nipason-4-in}amiagy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBOi kncnotu [5-metunkapbamoin-1-
(TeTparigpodypaHn-3-in)-1H-nipason-4-injamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasuH-2-kapboHoBoi kncnotu [1-metun-5-(niponigmH-3-
inkapbamoin)-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBoi kucnotu (1-metnn-5-{[(S)-1-
(TeTparigpodypaH-2-in)meTun]kapbamoin}-1H-nipason-4-in)amigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kap6oHoBoi kncnotu (1-metnn-5-{[(R)-1-
(TeTparigpodypaH-2-in)meTun]kapbamoin}-1H-nipason-4-in)amigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHoBoi kucnotu {1-meTunn-5-
[MeTun(TeTparigpodypaH-2-inmeTunn)kapbamoin]-1H-nipason-4-injamigy,
6-meToKCU-3-(NipuMignH-5-inamiHo)nipa3uH-2-kapOoHOBOI kncnotu (1-meTnn-5-meTunkapbamoin-
1H-nipason-4-in)amigy,
6-upmkonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBOi kucnoTu [1-(2-rigpokcieTun)-5-
meTunkapbamoin-1H-nipason-4-injamigy,
3-(nipumiguH-5-inamino)-6-(R)-TeTparigpodypaH-3-innipasunH-2-kapboHoBoi kucnotu (1-metnn-5-
meTunkapbamoin-1H-nipason-4-in)amigy,
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3-(nipumiguH-5-inamiHo)-6-(S)-TeTparigpodypaH-3-innipasuH-2-kapboHoBoi kucnotn (1-meTnn-5-
meTunkapbamoin-1H-nipason-4-in)amiay,
6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHoBoi kucnotu {1-meTun-5-[(S)-
(TeTparigpodypaH-3-in)kapbamoin]-1H-nipason-4-intamiay,
6-umknonponin-3-(nipumignH-5-inamiHo)nipasunH-2-kap6oHoBoi kucnotun {1-metTun-5-[(R)-
(TeTparigpodypaH-3-in)kapbamoin]-1H-nipason-4-intamiay,
6-umknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kap6oHoBOoi kucnoTtu (5-meTunkapbamoin-1-
oKkceTaH-2-inmeTun-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHOBOI kKMCNOTK [5-(2-rigpokcu-2-
mMeTunnponinkapbamoin)-1-okcetaH-2-inmeTnn-1H-nipason-4-injamiay,
6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kapboHOBOI KUCNOTKU [5-meTunkapbamoin-1-
(TeTparigpodypaH-3-inmeTun)-1H-nipason-4-injamigy,
6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kapboHOBOI kKMCNoTK [5-(2-rigpokcu-2-
mMeTunnponinkapbamoin)-1-(tetparigpodypaH-3-inmetun)-1H-nipason-4-injamigy,
3-(nipnmiguH-5-inamiHo)-6-niponignH-1-innipa3unH-2-kapboHoBoi kncrnoTn (1-meTun-5-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-mopdoniH-4-in-3-(nipumignH-5-inamiHo)nipasmH-2-kapboHoBoi kncnotu (1-metTnn-5-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
6-a3eTnamnH-1-in-3-(nipumigmH-5-inamiHo)nipa3unH-2-kapOoHoOBOI kKMcnoTu (1-meTun-5-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
6-(eTunmMeTuNamiHo)-3-(nipumiamH-5-inamiHo)nipasunH-2-kapboHoOBOI KMCNOTH (1-meTun-5-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHoBoi kncnotu [5-(2-
avmMeTtunamiHoetunkapbamoin)-1-metun-1H-nipason-4-injamigy,
2-umknonponin-5-(nipymiguH-5-inamiHo)nipnmignH-4-kapboHosoi kncnotu (1-metTnn-5-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHoBoi kucnotu [1-meTun-5-(1-
MeTunaseTnanH-3-inkapbamoin)-1H-nipason-4-injamiay,
2-i306yTUn-5-(nipumignH-5-inamiHo)nipumigmH-4-kapboHoBoi kucnotu (1-meTnn-5-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
4-metnn-5'-(nipumignH-5-inamino)-3,4,5,6-teTparigpo-2H-[1,2"16inipa3nHin-6'-kapOoHOBOI KMCNOTH
(1-meTun-5-meTtunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBOI kKMcnoTu [5-
(meTokcumeTunkapbamoin)-1-metun-1H-nipason-4-injamigy,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHoBoi knucnotu [5-(isokcasoniamH-2-
kapboHin)-1-metun-1H-nipason-4-injamigy,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHoBoi kncnotu [5-(2-
rigpokcuumKnoneHTunkap6amoin)-1-metun-1H-nipason-4-injamigy,
5-(nipumignH-5-inamiHo)-2-(2,2,2-TpudTopeTokeun)nipumignH-4-kapboHoBoi kucnotu (1-metun-5-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
3-(nipymiguH-5-inamiHo)-6-(2,2,2-TpudTopeToKcH)Nipa3uH-2-kapboHoBOT KucnoTtu (1-metun-5-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
2-(1-rigpokcu-1-meTnneTun)-5-(nipumignH-5-inamiHo)nipymiguH-4-kap©oHoBOI KMCNoTH (1-meTur-
5-meTunkap6amoin-1H-nipason-4-in)amigy, i
6-(1-rigpokcu-1-meTnneTun)-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHoBoi kncnotu (1-metTnn-5-
meTunkapbamoin-1H-nipason-4-in)amigy,
abo ix apmaueBTUYHO NPUAHATHUX CONEN.

B
>N
IHWKMK iHaMBIgYyanbHUMKU cnonykamu coopmynu (1), e BMGpaHuii 3 rpynu (1), sk
ONMCaHo BULLE, € CNOMYKWN, BUOPaHi 3 rpynu, O CKNagaeTbes 3:
6-umknonponin-3-(nipumiguH-5-inamiHo)nipuanH-2-kapboHoBoi kMcnoTu (1-meTun-3-
mMeTunkapbamoin-1H-nipason-4-in)amiay,
6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHoBoi kucnoTu (1-meTun-3-
mMeTunkapbamoin-1H-nipason-4-in)amiay,
6-umknonponin-3-(nipumianH-5-inamiHo)nipuanH-2-kapboHoBoI kucnotn [1-(2-meTokcieTnn)-5-
meTunkapbamoin-1H-nipason-4-injamigy,
6-umknonponin-N-[3-(2-rigpokcu-2-meTunnponinkapbamoin)-1-metun-1H-nipason-4-inj-3-
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(nipymigmH-5-inamiHo)nipnanH-2-iMigoBOT KUCNOTH,
2-izonponin-5-(nipumignH-5-inamiHo)nipumianH-4-kapboHoBOT kKMcnoTn (1-metun-3-
meTunkapbamoin-1H-nipason-4-in)amigy,
2-i306yTUn-5-(NipnmiamH-5-inamiHo)nipumianH-4-kapboHoBoi kucnotu (1-meTun-3-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipumignH-5-inamiHo)nipugnH-2-kap6oHoBOI kKMcnoTn [3-(MmopdoniH-4-
kapOoHin)TiodeH-2-injamiay,
6-umknonponin-N-(3-(2-rigpokcu-2-meTunnponinkapbamoin)-1-meTtun-1H-nipason-4-in)-3-
(nipymigmH-5-inamiHo)nipasuH-2-kapbokcamiay,
6-i306yTUn-N-(1-meTun-3-(meTunkapbamoin)-1H-nipason-4-in)-3-(nipyumianH-5-inamiHo)nipasunH-2-
kapbokcamigy,
6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kapboHoBoi kucnoTtu (1-metun-5-
meTunkapbamoin-1H-nipason-4-in)amiay,
6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kapboHOBOI kKMCNoTK [5-(2-rigpokcu-2-
MeTunnponinkapbamoin)-1-metnn-1H-nipason-4-injamigy,
6-izonponin-3-(nipumignH-5-inamiHo)nipa3uH-2-kapOoHoBOT KMCNoTu (1-meTun-5-meTnnkapbamoin-
1H-nipason-4-in)amigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHoBoi kucnotu [1-meTun-5-(3-
MeTunokceTaH-3-inkpbamoin)-1H-nipason-4-injamigy,
6-umknonponin-3-(nipumignH-5-inamiHo)nipasvH-2-kapboHoBoi kucnotu [5-(2,2-
andTopeTunkapbamoin)-1-metnn-1H-nipason-4-injamigy,
2-TpeT-6yTnn-5-(NipymiguH-5-inamiHo)nipnmignH-4-kapboHoBoi kncnotu (1-metTun-5-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHoBOoi kncnotu [5-(asetTnanH-1-kapBoHin)-
1-meTtnn-1H-nipason-4-injamigy,
3-(nipnmiguH-5-inamiHo)-6-(TeTparigpodypaH-3-in)-nipasvH-2-kapboHoBoi kucnotu (1-meTun-5-
meTunkapbamoin-1H-nipason-4-in)amigy,
2-isonponin-5-(nipumignH-5-inamiHo)nipumianH-4-kapOoHoBOT kMcrnoTn (1-meTun-5-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
2-izonponin-5-(nipuamnH-3-inamiHo)nipumignH-4-kapboHoBoi knucnotu (1-meTnn-5-metunkapbamoin-
1H-nipason-4-in)amiay,
5-(5-pTopnipnanH-3-inamiHo)-2-izonponinnipumignH-4-kapboHoBOi kKMcnoTtu (1-meTun-5-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBoi kncnotu (5-etunkapbamoin-1-
meTun-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBOI kKMcnoTu [5-
(etunmetnnkap6bamoin)-1-metun-1H-nipason-4-injamigy,
3-(nipnmiguH-5-inamiHo)-6-(R)-TeTparigpodypaH-3-innipa3uH-2-kapboHoBoT kucnoTtu (1-meTun-5-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
3-(nipnmiguH-5-inamiHo)-6-(S)-TeTparigpodypaH-3-innipasuH-2-kapboHoBoi kucnotu (1-metnn-5-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHoBoi kucnotu {1-meTun-5-[(S)-
(TeTparigpodypaH-3-in)kapbamoin]-1H-nipason-4-intamiay,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBoi kncnotu {1-metnn-5-[(R)-
(TeTparigpodypaH-3-in)kapbamoin]-1H-nipason-4-intamiay,
6-mopdoniH-4-in-3-(nipumignH-5-inamiHo)nipasmH-2-kapboHoBoi kncnotu (1-metTnn-5-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasuH-2-kapboHoBoi kucnotu [1-metun-5-(1-
MeTunaseTnanH-3-inkap6amoin)-1H-nipason-4-injamiay,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasvH-2-kapboHoBOI kucnotu [5-(i3okcasonignH-2-
kapboHin)-1-metun-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBOi kK1ncnotu [5-(2-
rigpokcuumknoneHTunkap6amoin)-1-metun-1H-nipason-4-injamigy, i
6-(1-rigpokcu-1-meTnneTun)-3-(nNipumigunH-5-inamiHo)nipasuH-2-kapboHoBoi kncnotu (1-metTnn-5-
meTunkapbamoin-1H-nipason-4-in)amigy,
abo ix hapmaueBTUYHO NPUAHATHUX COSEN.
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B
C

>4 N
IHanBigyanbHUMKM cnonykamu oopmynu (1), ae A*M
BULLLE, € CMIONYKN, BUOPaHI 3 rpynu, LLIO CKNagaeTbes 3:
6-umknonponin-3-(nipumianH-5-inamiHo)nipuanH-2-kap6oHoBoI kucnotu (3-aumeTunkapdbamoin-1-
meTun-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipumianH-5-inamiHo)nipuanH-2-kap6oHoBoi kucnotn (1-meTnn-3-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipumianH-5-inamiHo)nipugnH-2-kap6oHoBoI kucnotu (3-kapbamoin-1-meTun-
1H-nipason-4-in)amiay,
6-umknonponin-3-(nipumignH-5-inamiHo)nipuanH-2-kapboHOBOI KMCNOTH [3-aumeTunkapbamoin-1-
(2-meTtokcieTun)-1H-nipason-4-injamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBoi knucnotu (1-meTnn-3-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-kapboHoBoI kKMCcnoTh [5-gnmeTtunkapbamoin-1-
(2-meTtokcieTun)-1H-nipason-4-injamiagy,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-kapboHoBoI kucnoTn [3-gnmeTtunkapbamoin-1-
(2,2,2-TpnbTopeTnn)-1H-nipason-4-injamiay,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-kap6oHoBOT kMCnoTh [3-meTunkapbamoin-1-
(2,2,2-TpndpTopeTnn)-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-kap6oHoBOT kMCnoTh [3-meTunkapbamoin-1-
(3,3,3-TpndbTopnponin)-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-kap6oHOBOT kKMCNoTH [5-meTunkapbamoin-1-
(3,3,3-TpndbTopnponin)-1H-nipason-4-injamigy,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-kapboHoBoi kKncnoTu [1-(2-meTokcieTnn)-5-
meTunkapbamoin-1H-nipason-4-injamigy,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-kapboHOBOI KUCIOTH (1-LmKnonponinmeTun-3-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-kapboHoBOI KUCNOTH (1-UmKknonponinmeTun-5-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipuanH-2-kapOoHoBOI kKMCnoTH [1-meTnn-3-(MopdoniH-4-
kapboHin)-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipuanH-2-kap6oHoBOi kMcnoTu [3-
(umknonponinmetTunkap6amoin)-1-metun-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-kap6oHoBoI kucnoTn [1-meTun-3-(ninepnamH-1-
kapboHin)-1H-nipason-4-injamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipuanH-2-kapboHoBOi KMCNoTH [3-
(umknorekcunmetunkapbamoin)-1-metun-1H-nipason-4-injamiagy,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipuanH-2-kapboHoBoi kKMcnoTu [1-(2-meTokcieTnn)-3-
meTunkapbamoin-1H-nipason-4-injamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipuanH-2-kapboHoBOi kKMcnoTu [3-
(umknoneHTUNMeTunkapb6amoin)-1-metun-1H-nipason-4-injamiay,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipuanH-2-kap6oHoOBOI KMCNoTH [3-
(isonponinmeTtunkapb6amoin)-1-metun-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-kap6oHoBoT kucnoTn [1-meTun-3-(niponiamH-1-
kapboHin)-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipuanH-2-kapboHOBOI KUCNOTH (3-MmeTunkapbamoin-1-
deHin-1H-nipason-4-in)amiay,
6-meTokCMMeTUN-3-(NipuMignH-5-inamiHo)nipugnH-2-kapooHoBoi kucnotu [1-(2-meTokcieTnn)-5-
meTunkapbamoin-1H-nipason-4-injamigy,
6-umknonponin-N-[1-meTun-3-(2-meTunniponiguH- 1-kapboHin)-1H-nipason-4-in]-3-(nipumignH-5-
inamMiHo)MipMANH-2-iMig0BOI KMCNOTH,
N-(3-uuknorekcunkapbamoin-1-metun-1H-nipason-4-in)-6-yuknonponin-3-(nipumiguH-5-
inamiHo)nipnanH-2-iMiaoBOI KNCIOTH,
N-[3-(a3eTnanH-1-kap6oHin)-1-meTun-1H-nipason-4-in]-6-unknonponin-3-(nipumiganH-5-
inamiHo)nipnanH-2-iMiaoBOI KNCIOTH,
6-umknonponin-N-(3-yuknonponinkap6amoin-1-metun-1H-nipason-4-in)-3-(nipyumiguH-5-
inamiHo)nipnanH-2-iMiaoBOI KNCIOTH,

BMBGpaHui 3 rpynu (1°), Sk onmucaHo
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6-umknonponin-N-[3-(3,3-anmeTnnniponiamH-1-kap6oHin)-1-meTtun-1H-nipaszon-4-in]-3-(nipumignH-
5-inamiHO)nipmMamnH-2-iMigoBoT KuCNoTw,
N-(3-umknobyTtunkapbamoin-1-metun-1H-nipason-4-in)-6-umknonponin-3-(nipumigmH-5-
inamiHo)MipnanH-2-iMigoBOI KNCIOTH,
N-(3-umknoneHTunkapbamoin-1-metun-1H-nipason-4-in)-6-unknonponin-3-(nipumignH-5-
inamiHo)MipnanH-2-iMigoBOI KNCIOTH,
6-umknonponin-N-[3-(2,5-anmeTnnniponianH-1-kap6oHin)-1-meTun-1H-nipason-4-in]-3-(nipumignH-
5-inamiHo)nipManH-2-iMigoBoi KNCNOTH,
6-umknonponin-N-[3-(3,3-andTopniponianH-1-kapboHrin)-1-meTtun-1H-nipason-4-inj-3-(nipumignH-
5-inamiHO)nipmMamnH-2-iMigoBoT KuCNoTw,
6-umknonponin-N-[3-(3-aumeTnnamiHoniponignH-1-kap6oHin)-1-metun-1H-nipason-4-in]-3-
(nipymigmH-5-inamiHo)nipnanH-2-iMigoBOIT KUCNOTH,
6-umknonponin-N-{3-[(3-riapokcunponin)metTunkapbamoin]-1-meTtun-1H-nipason-4-in}-3-
(nipymigmH-5-inamiHo)nipnanH-2-iMigoBOT KUCNOTH,
6-umknonponin-N-[3-(2-rigpokcieTnnkap6amoin)-1-metun-1H-nipason-4-inl-3-(nipumignH-5-
inamiHo)MipMAMH-2-iMig0BOI KMCNOTH,
6-umknonponin-N-{3-[(2-rigpokcieTun)meTunkapbamoin]-1-metun-1H-nipason-4-in}-3-(nipumignH-
5-inamiHo)nipnanH-2-imMigoBoi Kncnotw,
6-umknonponin-N-[3-(2-meTokcu-1-meTnneTunkapbamoin)-1-meTunn-1H-nipason-4-in]-3-
(nipMMignH-5-inamiHo)NipMAKH-2-iMigoBOIT KMCHOTN,
6-umknonponin-N-[3-(2,3-gurigpokcunponinkapbamoin)-1-metun-1H-nipason-4-in]-3-(nipumignH-5-
inamiHo)MipnanH-2-iMigoBOI KNCIOTH,
6-umknonponin-N-[3-(2-rigpokcn-2-meTunnponinkapbamoin)-1-meTtnn-1H-nipason-4-in]-3-
(nipMMignH-5-inamiHo)NipMAKH-2-iMig0BOT KUCNOTY,
6-umknonponin-N-[3-(3-rigpokcuniponianH-1-kapboHin)-1-metnn-1H-nipason-4-in]-3-(nipumigmH-5-
inamiHo)MipMAMH-2-iMig0BOI KMCNOTH,
6-umknonponin-N-[3-(2-rigpokcu-1-meTunetunkapo6amoin)-1-metun-1H-nipason-4-inj-3-
(nipMMignH-5-inamiHo)NipMAKH-2-iMigoBOIT KMCNOTN,
6-umknonponin-N-{3-[(2,3-aurigpokcunponin)metunkapbamoin]-1-metun-1H-nipason-4-in}-3-
(nipyMignH-5-inamiHo)nipnanH-2-iMigoBOT KUCHOTH,
6-umknonponin-N-[3-(5-rigpokcu-3,6-gurigpo-2H-nipasuH-1-kapboHin)-1-metun-1H-nipason-4-inj-
3-(nipymiguH-5-inamiHo)nipuanH-2-iMigoBoT KUCHOTH,
6-umknonponin-N-[3-(3-meTokcuniponigmH-1-kap6oHin)-1-meTunn-1H-nipason-4-in]-3-(nipumigmH-5-
inamiHo)MipnanH-2-iMigoBOI KMCIOTH,
6-umknonponin-N-[3-(2-rigpokcumeTunniponiguH-1-kap6oHin)-1-metnn-1H-nipason-4-in]-3-
(nipMMignH-5-inamiHO)NipMAKH-2-iMiZOBOT KUCNOTN,
6-umknonponin-N-[3-(3-rigpokciazeTnauH-1-kapboHin)-1-metun-1H-nipason-4-in]-3-(nipumignH-5-
inamiHo)nipnanH-2-iMigoBoT KNCNoTw,
6-umknonponin-N-[1-meTun-3-(2-okca-6-asacnipo[3.3]rentaH-6-kapOoHin)-1H-nipason-4-in]-3-
(nipyMignH-5-inamiHo)nipnanH-2-iMigoBOIT KUCHOTH,
6-umknonponin-N-[3-(2,2-gumeTunniponignH-1-kap6boHin)-1-meTnn-1H-nipason-4-in]-3-(nipumigmH-
5-inamiHO)nipMamnH-2-iMigoBoT KUCNOTH,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHOBOI kKMCNoTH (3-aMMeTunkapbamoin-1-
nipnauH-2-in-1H-nipason-4-in)amigy,
2-izonponin-5-(nipumignH-5-inamiHo)nipumignH-4-kapboHoBoi kncrnoTn (1-metun-3-
meTunkapbamoin-1H-nipason-4-in)amigy,
2-umknonponin-5-(nipymiguH-5-inamiHo)nipumiguH-4-kapboHoBoi kncnotu (1-metTnn-3-
meTunkapbamoin-1H-nipason-4-in)amigy,
2-TpeT-6yTnn-5-(NipmiguH-5-inamiHo)nipumignH-4-kapboHoBoi kKncnotu (1-meTun-3-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
2-i306yTUn-5-(nipumignH-5-inamiHo)nipumigmH-4-kapboHoBoi kucnotu (1-meTunn-3-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
2-umKnorekcun-5-(nipymiguH-5-inamiHo)nipumignH-4-kapboHoBoi kncnotu (1-metTnn-3-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-N-(3-(2-rigpokcu-2-metunnponinkap6amoin)-1-metun-1H-nipason-4-in)-3-
(mipymignH-5-inamiHo)nipasnH-2-kapbokcamiay,
N-(1-meTun-3-(meTunkapbamoin)-1H-nipason-4-in)-3-(nipumignH-5-inamiHo)-6-(teTparigpodypaH-
2-in)nipasuH-2-kapbokcamiay,
N-(1-meTun-3-(meTunkapbamoin)-1H-nipason-4-in)-3-(nipumignH-5-inamiHo)-6-(teTparigpodypaH-
3-in)nipasvH-2-kapbokcamigy,
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N-(1-meTtun-3-(meTunkapbamoin)-1H-nipason-4-in)-3-(nipumignH-5-inamiHo)-6-(TeTparigpodypaH-
2-in)nikoniHamigy,
6-i306yTUN-N-(1-meTun-3-(meTunkapdamoin)-1H-nipason-4-in)-3-(nipyumianH-5-inamiHo)nipasunH-2-
kapbokcamigy,
6-umknonponin-N-(1-etun-3-(metTnnkapd6amoin)-1H-nipason-4-in)-3-(nipyumiamH-5-inamiHo)nipasuH-
2-kapbokcamiay,
6-umknonponin-N-(1-etun-3-((teTparigpodypan-2-in)meTtunkapodamoin)-1H-nipason-4-in)-3-
(nipnmigmnH-5-inamiHo)nipasnH-2-kapbokcamiay,
6-umknonponin-N-(1-meTnn-3-((teTparigpodypan-2-in)metunkapbamoin)-1H-nipason-4-in)-3-
(nipymigmH-5-inamiHo)nipasuH-2-kapbokcamiay,
6-umknonponin-N-(3-((2-rigpokcn-2-metunnponin)(meTun)kapbamoin)-1-metun-1H-nipason-4-in)-
3-(nipumiguH-5-inamiHo)nipasuH-2-kapbokcamigy,
N-(3-(2-rigpokcu-2-meTunnponinkapbamoin)-1-metun-1H-nipason-4-in)-2-metun-5-(nipumignH-5-
inamiHo)nipnmignH-4-kapbokcamiagy,
6-(1-rigpokcieTnn)-3-(nipumigunH-5-inamiHo)nipasuH-2-kapboHoBoi kncnotu (1-meTnn-3-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHoBoi kucnotu (1-meTnn-5-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBOi Kncnotu [5-(2-rigpoken-2-
MeTunnponinkapbamoin)-1-metnn-1H-nipason-4-injamigy,
abo ix papmaueBTUYHO NPUAHATHUX CONEN.

B
C

> N
IHWKMK iHaMBIgYanbHUMK cnonykamu dopmynu (1), ae “*m
ONMcaHo BULLE, € CNOMYKWN, BUBPaHi 3 rpynu, Lo CKNagaeTbes 3:
6-umknonponin-3-(nipymiguH-5-inamiHo)nipuanH-2-kapboHoBoi kKcnoTu (1-meTun-3-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHoBoi knucnotu (1-meTnn-3-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-kapboHoBoi kKMcnoTu [1-(2-meTokcieTnn)-5-
meTunkapb6amoin-1H-nipason-4-injamigy,
6-umknonponin-N-[3-(2-rigpokcn-2-meTunnponinkapbamoin)-1-meTtunn-1H-nipason-4-in]-3-
(nipyMignH-5-inamiHo)nipnanH-2-iMigoBOIT KUCHOTH,
2-izonponin-5-(nipumignH-5-inamiHo)nipumignH-4-kapOoHoBOi kMcrnoTn (1-meTun-3-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
2-i306yTUn-5-(nipumigmH-5-inamiHo)nipumiamH-4-kapboHoBoi knucnotu (1-metunn-3-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-N-(3-(2-rigpokcu-2-metunnponinkap6amoin)-1-metun-1H-nipason-4-in)-3-
(nipumignH-5-inamiHo)nipa3uH-2-kapbokcamiay,
6-i306yTun-N-(1-meTtun-3-(metnnkapbamoin)-1H-nipason-4-in)-3-(nipumignH-5-inamiHo)nipasuH-2-
kapbokcamigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBoi kucnotu (1-meTnn-5-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMcnoTu [5-(2-rigpokcn-2-
MeTunnponinkapbamoin)-1-metnn-1H-nipason-4-injamigy,
abo ix hapmaueBTUYHO NPUAHATHUX CONEN.

BMOpaHwuii 3 rpynu (1°), gk

B
Cc

> >
IHamBigyansHMMK cnonykamu coopmynu (1), oe %*'W
BULLE, € CMOMYKW, BUOpaHi 3 rpynu, Lo CKNagaeTbes 3:
6-umknonponin-3-(nipumianH-5-inamiHo)nipuanH-2-kap6oHOBOI KUCNoTH (4-
meTunkapbamoin[1,2,3]tiagiason-5-in)amiay,
6-upmkronponin-3-(nipumignH-5-inamiHo)nipuanH-2-kapboHOBOI KMCNoTH (4-meTunkapodamoin-2-
deHinTiazon-5-in)amigy,
6-umkronponin-3-(nipumignH-5-inamiHo)nipugnH-2-kapboHOBOI KMCnoTh (4-meTunkapodamoin-2-

BMGpaHwui 3 rpynm (1°), Sk onmcaHo
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nipuauH-2-intiason-5-in)amiay,
6-umknonponin-3-(nipumianH-5-inamiHo)nipuanH-2-kap6oHOBOI kMcnoTn (3-
umknonponinkapbamoinTtiogpeH-2-in)amigy,
6-umknonponin-3-(nipumignH-5-inamiHo)nipugnH-2-kap6oHoBOI kKMcnoTn [3-(MopdoniH-4-
5 kapOoHin)TiocdeH-2-injamiay,
6-umknonponin-3-(nipumianH-5-inamiHo)nipuanH-2-kap6oHoBOIT kucnoTu [5-i3onponin-3-
(mopdbonin-4-kapboHin)TiodeH-2-injamiay,
abo ix papmaueBTUYHO NPUAHATHUX CONEN.

B
C
> e
IHWKMKM iHamBigyanbHUMK cnonykamu dopmynu (1), ae BNOpaHui 3 rpynu (1°), gk
10  onucaHo BuLe, € CNOMYKKN, BUOpaHi 3 rpynu, Lo CKNaaaeTbes 3:
6-umknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-kapboHoBoI kKMcnoTn [3-(MopdoniH-4-
kapboHin)tiodeH-2-inJamigy,
abo 1noro papmaueBTUYHO NPUNHATHUX CONEN.
OkpeMe BTiNeHHSA AaHOro BUHaxoay CTocyeTbes cnonyk coopmynu (1), Ak onucaHo Buwe, ae

B
>0 e

“*M

15 BMOpaHui 3 rpynu (2), Wwo cknagaetbcs 3:
12 13 14
R
N | R = | ~N /N\|(R
N N = > N

30Kpema, rpynu, Lo CKNadaeThbes 3:
16

15 17

ggug S AN

Ta

R nosHavae BodeHb abo ranoreH, 30kpema BoA€eHb;
R™ nosHavae BOAEHb, HWKYMIA ankin, HWKYMA anKoOKCU-HWKYMIA  ankin, uuknoankin abo
TeTpariapodypaHin, 3okpemMa BoAeHb, MeTun abo uuknonponin;
R™ nosHavyae BogeHb abo HMXYMIA arnkin, 30kpemMa BOOEHb;
25 R' nosHauae BofeHb aBo ranoreH, 30kpema BoAeHb;
R'® nosHauae BopeHb, ranoreH abo AieTunamiHokapBoHin, 3okpema pTop;
R nosHauae BOAEHb, rarnoreH, HWKYUA arnkin, HWKYUN ankoKkCu, HWXKYUIA ranoigankin, uiaHo, 2-
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ripOKCIETOKCK, 2-METOKCIETOKCW,  2-TipOKCU-2-MeTUNNPoOnoKcu, 2-(rigpokcukapboHin)etun, 2-
eTokcukapboHinetTun, metunkapbamoinmeTtokcy abo aueTunamiHo, 3okpema pTop;

R'® nosHauae BOAEHb, ranoreH, HWXYMIA ankin abo HKYMIN ankoKcH, 30Kpema BOAEHb.

IHWe OKpeMe BTINEHHs1 4aHOro BMHAXo4y CTOCYeTbCs crnonyk dopmynu (1), gk onncaHo Bulle, ae

B
PN

%

BMBpaHuii 3 rpynu (2’), Lo cknagaeTbes 3:

N
_N | ~ | | NN 2 m
N N gz x N
N (@)
- F
F
) , i
N
;o\
| N
=
30Kpema, rpynu, Wo CKnagaeTbCq 3. ’
F
/N = | /Nm F
S >~ N > _N

7 1} Ta .
OKkpeMe BTiMEHHS JaHOro BuMHaxody CTocyeTbecs cnonyk cdopmynu (l), sik onucaHo Bue, ae

B
C

% \vi:lw
BUGpaHWii 3 rpynn (2), sik onmcaHo Buie, i e R' nosHavae Hwkumin ankin a6o
LMKIoankin, 3okpema isonponisn, i3o0yTtun, TpeT-6yTun ado LUMKIonponin, Wwe KOHKPEeTHile, i3onponisn,
TpeT-6yTun abo yuknonponin.
[pyre okpeMe BTiNeHHs 4aHOro BUHaxoAy CTOCyeTbes crnonyk popmynu (1), sk onmucaHo Buwe, ae
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B
C
% \ACFW
BUGpaHuin 3 rpynu (2), SIK OnUcaHo Bulle, i Ae R' nosHayae HWKYMiA ankin a6o

LMKnoankin, 3okpema isonponin, TpeT-6ytun abo yuknonponin, LWwe KOHKpeTHiLe, LIMKNonponisn.
OkpeMe BTINEHHA OaHOro BMHaxody CTOCYeTbcA cnonyk dopmynu (l), 9k onucaHo Bulie, Ae

B
>%Ciiw
i ne
R®> ta R® HesanexHo nosHaualoTb BOAEHb, HWXKYMIM arnkin, HWKYMA TigpoKCiankin, HwKYnn
ranoigarnkin, HWKYNA ankoKCU-HKYMI ankin, uuknoankin abo retepouunknin, ae 3asHavyeHUn HUKYUN
ankin HeoOOB’SI3KOBO 3aMilLEHUA reTepoLMKIINoOM, i Ae 3a3Ha4YeHUN reTepoumknin HeoboB’SAI3KOBO
3aMilLleHMI HWXKYMM arnkinom, 30KpeMa BOAEHb, MeTun, TeTparigpodypaH-2-inmeTtun, etun, 2-
rigpokcu-1-meTuneTun, 2-rigpokcun-1,1-aumeTuneTun, 2-MeToKCieTun, 2-mMeTokcu-l-meTtunetun, 2-
rigpokcieTnn, 2-isonponokcietun, 2,2,2,-TpudTopetwn, isonponin, 2,3-gurigpokcunponin,  3-
rigpokcunponin, 2-riapoKcu-2-meTunnponin, 2-MeTOKCU-2-MeTunnponin, 3-meTokeun-2,2-
ANMETUNNPONIN, UMKNOMNPOMin, UWKNOOYTUM, UMKIONEeHTUN, UMKNorekcun, TeTparigpodypaH-3-in,
okceTaH-3-in, 3-meTunokceTaH-3-in abo TeTparigponipaH-4-in, We KOHKpeTHiwe, BOAeHb, MeTurn, 2-
METOKCMK-1-MeTuneTun, 2-rigpokcu-2-MeTUnnponin, 2-MeTokcu-2-metunnponin abo yuknonponin, abo
R® ta R®, pasoM 3 aToOMOM a30Ty, A0 SKOro BOHW MPUELHaHi, YTBOPIOIOTE a3eTuauH, NiponiavH,
ninepasvH abo 2-okca-6-a3acnipo[3.3]renTaHoBe KinbLe, B SKOMY KOXEH i3 3a3Ha4yeHUX aseTuauHy,
niponiguHy, ninepasuHy abo 2-okca-6-a3acnipo[3.3]renTaHoBOro Kinbusa He0b0B A3KOBO 3amileHni 1
abo 2 3aMiCHMKamK, He3anexHo BUOpaHMMK 3 Tpynu, WO CKNajaeTbCa 3 TApPOKCUINY, rarorexy,
HWXXYOro arnkiny, HWX4Yoro rigpokciankiny, HMXKYOoro ankokcu, OKCO Ta aMiHo, i Ae 3a3HayeHuin amiHo
3aMilleHMA 2 HWKYUMWU  ankinamu; R° 1a R® 30KpemMa YTBOpPKOTb HeoOOB'sI3KOBO  3aMillleHe
retepouukriyHe abo crniporeTepouukriivyHe KinbLe, BUOpaHe 3 rpynu, Lo CKnagaeTbecsa 3 a3eTuanH-1-
iny, 3-rigpokciazetuauH-1-iny, 3,3-audTopasetuamH-1-iny, niponignH-1-iny, 2-meTtunniponignH-1-iny,
3-rigpokcuniponianH-1-iny, 3-meTokcuniponignH-1-iny, 2-rigpokcumeTunniponiguH-1-iny, 3-
anveTunamiHoniponiguu-1-iny,  2,5-gumetunniponiguH-1-iny,  2,2-gumetunniponigunH-1-iny,  3,3-
anmetunniponiguH-1-iny,  3,3-gudTopniponiamH-1-iny,  3-okcominepasuH-1-iny Ta  2-okca-6-
asacnipo[3.3]rentaH-6-iny.
LLle ogHe okpeme BTINEHHA JAHOro BMHAxX0Ay CTOCYeTbCs crnonyk doopmynu (1), sk onncaHo sue,

BNBpaHui 3 rpynu (2), Sk onnucaHo BuLe,

B

i
ae A*M BUOpaHui 3 rpynu (2’), sk onMcaHo BULLE,

i oe

R° Ta R® HeszanexHo mno3HayaloTh BOAEHb, HWXYMI ankin, HeoOOB'AI3KOBO 3aMillleHUn
reTepOLMKITINIOM, HWKYMA  TiQPOKCIAnKin, HWKYUA  anKOKCU-HWKYUA — arnkin, uuknoankin abo
reTepoumnkrin, HeobOB'SA3KOBO  3aMIlLEHUA  HWKYMM  ankiioMm, 30Kpema BOAEHb, MeTwun,
TeTpariapodypaH-2-inmeTun, 2-rigpokcn-1-meTnneTnn, 2-rigpokcn-1,1-aumeTnneTnn, 2-mMmeTokcieTun,
2-MeToKcu-1-meTuneTun, 2-rigpokcieTumn, 2-i3onponokcieTunn, 2,3-gurigpokcmnponin, 3-
rigpokcunponin, 2-rigpoKcu-2-meTunnponin, 2-MeTOKCU-2-MeTunnponin, 3-meTokeun-2,2-
AVMETUNNPONIN, LMKINONPonin, UMKNobyTUn, UWMKMONEHTUI, UMKIorekcun, TteTparigpodypaH-3-in,
oKkceTaH-3-in abo 3-meTunokcetTaH-3-in, LWe KOHKPeTHile, BOAEHb, 2-MeToKcu-1-meTuneTtun, 2-
rigApOKCU-2-MeTUNNPONiN, 2-MeTOKCU-2-meTnnnponin abo uuknonponin, abo

R® Ta R®, pa3oM 3 aTOMOM a30Ty, [0 SIKOro BOHMW MpUEOHaHi, YTBOPIOKTL aseTuaunH, NiponiauH,
ninepasvH abo 2-okca-6-a3acnipo[3.3]renTaHoBe KinbLe, B SKOMY KOXEH i3 3a3Ha4YeHUX aseTuauHy,
niponiaunHy, ninepasuHy abo 2-okca-6-a3acnipo[3.3]renTaHoBOro KifbLs HEOOOB’'sI3KOBO 3aMilLieHui 1
abo 2 3amicHuMKamu, He3anexHo BMOpaHMMKM 3 TPYNW, WO CKIagaeTbCsl 3 TiQPOKCUIY, rarnoreny,
HWXKYOro ankiny, HWXKYOro rigpoKciankiny, HMXYOro ankoKCu, OKCO Ta aMiHo, i Ae 3a3Ha4vyeHuin amMiHo
3aMmilleHnit 2 Hkuumu  ankinamn; R° T1a R° 30Kpema YTBOPIOOTb HEOBOB'A3KOBO 3aMilleHe
reTepouukriyHe abo cniporeTepoLmKnivyHe KinbLe, BubpaHe 3 rpynu, WO CKNagaeTbca 3 aseTnanH-1-
iny, 3-rignpokciazetuauH-1-iny, 3,3-audTopasetTuamH-1-iny, niponignH-1-iny, 2-meTtunniponianH-1-iny,
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3-rigpokcuniponianH-1-iny, 3-meTokcuniponiguH-1-iny, 2-rigpokcumeTunniponiguH-1-iny, 3-
anveTunamiHoniponigun-1-iny,  2,5-gumetunniponiguH-1-iny,  2,2-gaumetunniponiaunH-1-iny,  3,3-
anmeTtunniponiguH-1-iny,  3,3-andrtopniponiguH-1-iny,  3-okconinepasuH-1-iny Ta  2-okca-6-
asacnipo[3.3]renTaH-6-iny.

B
Cc

> >
IHamBigyanbHuMuK cnonykamu copmynu (1), oe %*M
BULLE, € CNOMYKWN, BUOpaHi 3 rpynu, Lo CKNagaeTbes 3:
6-umknonponin-3-(nipumignH-5-inamiHo)nipuanH-2-kap6oHOBOI KMuCcnoTH [4-(niponignH-1-
kapOoHin)nipuanH-3-injamiay,
6-umknonponin-3-(nipumignH-5-inamiHo)nipuanH-2-kapboHOBOI KUCNOTH (4-
avmeTunkapbamoinnipyanH-3-in)amigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHOBOT KUCIOTH (4-
meTunkapbamoinnipuguH-3-in)amigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHOBOI KUCIOTH (2-
meTunkapbamoindeHin)amigy,
6-umknonponin-N-[4-(3-gumeTnnamiHoniponiguH-1-kap6oHin)nipuanH-3-inl-3-(nipumignH-5-
inamiHo)MipnanH-2-iMigoBoI KNCIOTH,
6-umknonponin-N-[4-(2-meTunniponignH-1-kapOoHin)nipnamH-3-in]-3-(nipumigmH-5-
inamMiHo)MipMAMH-2-iMig0BOI KMCNOTH,
6-umknonponin-N-[4-(3,3-gudTopniponianH-1-kap6oHin)nipuanH-3-inl-3-(nipymiguH-5-
inamiHo)MipMAMH-2-iMig0BOI KMCNOTH,
6-umknonponin-N-(4-uuknonponinkap6amoinnipuguH-3-in)-3-(nipumiamH-5-inamiHo )nipuauH-2-
iMigoBOI KMCNoTK,
N-(4-umknobytunkapbamoinnipugnH-3-in)-6-ynknonponin-3-(nipumignH-5-inamiHo)nipnamH-2-
iMigoBOi KucnoTy,
6-umknonponin-N-[4-(2,5-gumeTunniponignn-1-kap6oHin)nipngnH-3-in]-3-(nipumignH-5-
inamiHo)MipnanH-2-iMigoBOI KNCIOTH,
6-umknonponin-N-[4-(5-rigpokcu-3,6-gurigpo-2H-nipasuH-1-kap6oHin)nipnanH-3-in]-3-(nipumignH-
5-inamiHo)nipnMamnH-2-iMigoBoi KnCnoTw,
N-(4-umknoneHTunkapbamoinnipugux-3-in)-6-uuknonponin-3-(nipumignH-5-inamiHo)nipnamH-2-
iMigoBoOI KMCnoTy,
6-umknonponin-N-[4-(3-meTokcuniponignH-1-kap6oHin)nipuauH-3-in]-3-(nipumignH-5-
inamiHo)nipnanH-2-iMigoBoT KNCNOTH,
6-umknonponin-N-[4-(3,3-gumeTunniponignH-1-kapboHin)nipnanH-3-in]-3-(nipumignH-5-
inamiHo)NipnanH-2-iMigoBoI KNMCIOTH,
6-umknonponin-N-[4-(2-rigpokcu-1-meTunetunkap6amoin)nipmaunH-3-in]-3-(nipumigmH-5-
inamiHo)MipnanH-2-iMigoBOI KMCIOTH,
N-[4-(a3eTnamnH-1-kapboHin)nipuanH-3-in]-6-umknonponin-3-(nipumignH-5-inamiHo)nipnamH-2-
iMigoBOi KucnoTy,
6-umknonponin-N-[4-(2-rigpokcieTunkap6amoin)nipuamnH-3-in]-3-(nipumigmH-5-inamiHo)nipugunH-2-
iMigoBoOI KMCnoTw,
6-umknonponin-N-[4-(2,3-gurigpokcunponinkap6amoin)nipuanH-3-in]-3-(nipumigmH-5-
inamiHo)NipnanH-2-iMigoBOT KNCOTH,
6-umknonponin-N-[4-(2-rigpokcn-2-meTunnponinkapb6amoin)nipuguH-3-inl-3-(nipyumignH-5-
inamiHo)nNipnanH-2-iMigoBOT KNCOTH,
6-umknonponin-N-{4-[(3-rigpokcunponin)meTunkapbamoin]nipuanH-3-in}-3-(nipumigmH-5-
inamMiHo)MipMANH-2-iMig0BOI KMCNOTH,
6-umknonponin-N-[4-(2-meTokcu-1-meTnneTunkapbamoin)nipugnH-3-inj-3-(nipymignH-5-
inamiHo)MipMANH-2-iMig0BOI KMCNOTH,
6-umknonponin-N-{4-[(2-rigpokcieTun)meTunkapbamoin]nipuamH-3-in}-3-(nipymignH-5-
inamiHo)MipMANH-2-iMig0BOI KMCNOTY,
N-(4-umknorekcunkapbamoinnipnanH-3-in)-6-yuknonponin-3-(nipumiguH-5-inamiHo))nipnanH-2-
iMigoBOI KMcnoTy,
6-unknonponin-N-[4-(3,3-andTopaseTnanH-1-kapboHin)nipuanH-3-in]-3-(nipumignH-5-
inamiHo)nipnanH-2-iMiaoBOI KNCIOTH,
6-umknonponin-N-[4-(2-rigpokcumeTnnniponianH-1-kap6oHin)nipuanH-3-in]-3-(nipumiguH-5-
inamiHo)nipnanH-2-iMiaoBOI KNCIOTH,

BMBpaHuiM 3 rpynu (2), Sk onmcaHo
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7-{[6-umknonponin-3-(nipumianH-5-inamiHo)nipuauH-2-kapboHinlamiHo}-2-deHinimigaso[1,2-
aJnipnamH-6-kapboHOBOT KUCNOTN MeTUnamiay,
6-umknonponin-N-[4-(3-rigpokciaszeTnanH-1-kapboHin)nipuamH-3-in]-3-(nipumigMH-5-
inamiHo)MipnanH-2-iMigoBOI KNCIOTH,
6-umknonponin-N-[4-(2,2-aumeTnnniponianH- 1-kap6oHin)nipngunh-3-in]-3-(nipumignH-5-
inamiHo)MipnanH-2-iMigoBOI KNCIOTH,
6-umknonponin-N-{4-[(2,3-gurigpokcunponin)meTunkapoamoin]nipngnH-3-in}-3-(nipumigmH-5-
inamiHo)nMipnanH-2-iMigoBOI KMCIOTH,
6-unknonponin-N-[4-(3-rigpokcuniponignH-1-kap6oHin)nipugun-3-in]-3-(nipumignH-5-
inamiHo)nipnanH-2-iMigoBOI KNCIOTH,
6-umknonponin-N-[4-(2-okca-6-a3acnipo[3.3]rentaH-6-kapboHin)nipnanH- 3-in]-3-(nipumianH-5-
inamiHo)nipnanH-2-iMigoBOI KNCIOTH,
2-izonponin-5-(nipumiguH-5-inamiHo)nipumignH-4-kapboHOBOT KUCNOTY [4-(2-riapoKCeK-2-
mMeTunnponinkap6amoin)nipngunH-3-injamigy,
2-TpeT-6yTnn-5-(NipmiguH-5-inamiHo)nipnmignH-4-kapboHoBOT KMCNoTK [4-(2-rigpokcun-2-
MeTunnponinkapbamoin)nipugnH-3-injamigy,
2-(2-TpeT-6yTnn-5-(nipumMignH-5-inamiHo)nipumignH-4-kapookcamigo)-N4,N4-gietun-N1-
MeTunTepedTanamiay,
5-{[6-umknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHinjamiHo}-nipumiamH-4-kapboHoBOI
KUCNoTK (2-rigpokcu-2-metunnponin)amigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHOBOI KMCNOTU [2-(2-rigpoken-2-
mMeTunnponinkapbamoin)nipngnH-3-injamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBoi kncnotu [4-(2-
isonponokcieTunkapbamoin)nipuguH-3-injamiagy,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBoi kncnotu [4-(TeTparigpodypaH-3-
inkap6amoin)nipuanH-3-injamiay,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipasvH-2-kapboHoBoi kucnotu {4-[(TeTparigpodypaH-2-
inmeTun)kapbamoin]nipnanH-3-infamigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHOBOI KMcNoTu [4-(2-rigpokcn-2-
MeTunnponinkapbamoin)nipugnH-3-injamigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHoBOI KMCNoTu [4-(okceTaH-3-
inkap6amoin)nipnanH-3-injamiay,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHoBoi knucnotu [4,5-gudtop-2-(2-
rigpokcu-2-meTunnponinkapbamoin)deHinjamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KNCNoTu [4-(2-meToken-2-
mMeTunnponinkapbamoin)nipugnH-3-injamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBoi kncnotu [4-(3-meTokcu-2,2-
avmMeTunnponinkap6amoin)nipuamn-3-injamigy,
6-umknonponin-N-(2-((2-meTokcieTun)(MeTun)kapbamoin)nipuguH-3-in)-3-(nipumignH-5-
inamiHo)nipa3uH-2-kapbokcamigy,
5-(6-uuknonponin-3-(nipumMignH-5-inamiHo)nipa3uH-2-kapbokcamigo)-N-(2-meTokcieTun)-N-
MeTunnipuMignH-4-kapbokcamigy,
6-umknonponin-N-(3-(2-rigpokcu-2-metunnponinkap6amoin)nipnanH-4-in)-3-(nipumignH-5-
inamiHo)nipa3uH-2-kapbokcamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHOBOI KNcnotu [4-(3-mMeTunokceTaH-3-
inkap6amoin)nipuanH-3-injamiay,
5-(6-umknonponin-3-(nipymiguH-5-inamiHo)nipa3nH-2-kapbokcamigo)-N-(2-rigpokcu-2-
meTunnponin)-N-meTnnnipumignH-4-kapbokcamiay,
6-umknonponin-N-(2-((2-rigpokcn-2-meTunnponin)(meTnn)kap6amoin)nipugunH-3-in)-3-(nipumignH-
5-inamiHo)nipa3nH-2-kapbokcamigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KNMCNoTu (4-
mMeTunkapbamoinnipuguH-3-in)amiay,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBoi kncnotu [4-(2-rigpokcn-1,1-
anmeTtunetunkapbamoin)nipuamnn-3-injamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KNCnoTu (2-
MeTunkapbamoinnipugmH-3-in)amiagy,
6-upmknonponin-3-(nipumignH-5-inamiHo)nipa3uH-2-kapboHOBOI KUCNOTK (2-
anveTunkapbamoinnipuann-3-in)amigy,
6-umknonponin-3-(nipumianH-5-inamiHo)nipasvH-2-kapboHOBOI KMCNOTK (6-LmKknonponin-2-
MeTunkapbamoinnipugmH-3-in)amiagy,

26



UA 108105 C2

6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kapboHOBOI KUCNOTK [6-Lmknonponin-2-(2-
rigpokcu-2-meTunnponinkapbamoin)nipuanH-3-injamiay,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHOBOI KUCNOTKU [2-MeTunkapbamoin-6-
(TeTparigpodypaH-2-in)nipuavH-3-injamiay,

6-umknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHOBOI KUCNOTKU [2-(2-rigpoKkcn-2-
MeTunnponinkap6amoin)-6-(teTparigpodypan-2-in)nipnann-3-injamigy,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHOBOI kKUCNoTK (6-eTun-2-
MeTunkapbamoinnipugmH-3-in)amiagy,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kapboHOBOI KUCNOTK [6-eTnn-2-(2-rigpokcn-2-
mMeTunnponinkap6amoin)nipngunH-3-injamigy,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHOBOI KUCNOTK (6-MeTun-2-
mMeTunkapbamoinnipugmH-3-in)amiay,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kapboHOBOI KUCNOTK [2-(2-rigpokcu-2-
mMeTunnponinkapbamoin)-6-metTunnipuauH-3-injamigy,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHOBOI KNCNOTK (3-MeTOoKCU-2-
mMeTunkapbamoindeHin)amigy,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBOI Kncnotu [2-(aseTnamnH-1-
KapOoHin)nipuaunH-3-injamigy,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBoi kKncnotu [2-(ninepngnH-1-
KapOoHin)nipuanH-3-injamigy,

6-umknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBoi kncnotu (3-xnop-2-
meTunkapbamoindeHin)amigy,

6-umknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHoBoi kncnotu [2-(niponignH-1-
KapboHin)nipnanH-3-injamigy,

6-umknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMCNoTK [2-
(eTunmeTnnkapbamoin)nipuamH-3-injamiay,

5-{[6-umknonponin-3-(nipumigunH-5-inamiHo)nipasnH-2-kapboHinjamiHo}nipumianH-4-kapOoHOBOT
KUCMNOTK eTUNMeTUNamigy,

5-{[6-umnknonponin-3-(nipumignH-5-inamiHo)nipa3uH-2-kapOoHin]amiHo}-nipumignH-4-kapboHoBOT
KMCMNOTK gumeTtunamiay,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHoBOI K1ncnotu (2-gumetunkapbamoin-3-
MeToKcudeHin)amigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHOBOI KMCNOTU [2-(2-rigpoKen-2-
mMeTunnponinkapbamoin)-4-isonponindeHinjamiagy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KncnoTtu (4-isonponin-2-
meTunkapbamoindeHin)amigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBOI KMCNoTK (6-meToKCMMeTUN-2-
mMeTunkapbamoinnipuguH-3-in)amiay,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHOBOI KMCNoTu [2-(2-rigpokcn-2-
MeTunnponinkapbamoin)-6-meTokcumeTUNNipuanH-3-injamigy,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHoBOi kncnotu [4-(azetTnamnH-1-
KapOoHin)nipumianH-5-injamiay,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBoi kncnotu [4-(ninepngnH-1-
KapOoHin)nipumignH-5-injamiay,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHOBOI KMCNOTU [2-(2-rigpoKcn-2-
mMeTunnponinkapbamoin)-4-(2-meTokcieTokcu)deHinlamiay,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOIT kKMcnoTn [4-(2-meToKcieToKeH)-2-
mMeTunkapbamoindeHinjamigy,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHOBOI K1cnoTtu [4-(2-rigpokcieToken)-2-(2-
rigpokcu-2-meTunnponinkap6amoin)dgeHinjamigy,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMCNOTKU [4-(2-rigpoKcieTokeu)-2-
mMeTunkapbamoindeHinjamigy,

5-{[6-umknonponin-3-(nipumignH-5-inamiHo)nipa3uH-2-kapboHinjamiHo}nipumianH-4-kapOoHOBOT
KUCMNoTn meTunamiay,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBoi kncnotu [4-(niponigunH-1-
kapOoHin)nipumignH-5-injamigy,

6-upmknonponin-3-(nipumignH-5-inamiHo)nipa3uH-2-kapboHOBOI KUCNOTK (2-
eTunkapbamoinnipunguH-3-in)amiay,

6-upmkronponin-3-(nipumignH-5-inamiHo)nipa3uH-2-kapboHOBOI KUCNOTK (2-
isonponinkapoamoinnipuguH-3-in)amigy,
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6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHOBOI KUCNOTK (3-MeTun-2-
mMeTunkapbamoindeHin)amiay,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHOBOI KUCIOTU (4-METOKCU-2-
MeTunkapbamoindeHin)amiay,

6-umknonponin-3-(nipumiganH-5-inamiHo)nipasunH-2-kapboHOBOI kKMcnoTu {2-
[MeTun(teTparigponipaH-4-in)kapbamoin]nipuanH-3-intamigy,

6-umknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBOi kucnoTtu {2-[metun-(2,2,2-
TpudTopeTmn)kapbamoin]nipuamH-3-infamigy,

6-umknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kap6oHOBOT KUCNOTK [2-
(umknonponinmeTunkapbamoin)nipnauH-3-injamiagy,

6-umknonponin-3-(nipumiganH-5-inamiHo)nipasuH-2-kap6oHOBOT KUCNOTK [2-(2-meTunniponignH-1-
kap6oHin)nipuanH-3-injamiay,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kapboHOBOI KMCNOTK [2-(2-meTunninepuanH-1-
kap6oHin)nipuanH-3-injamiay,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHoBOI kKucnotn [2-(3-meTunmopdoniH-4-
KapOoHin)nipuanH-3-injamigy,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBoi knucnotu (6-xnop-4-
mMeTunkapbamoinnipuguH-3-in)amiay,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHOBOIT KMCNoTh [6-xnop-4-(2-rigpokcun-2-
MeTunnponinkapbamoin)nipugnH-3-injamigy,

6-umknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHoBOI kncnotu (4-uiaHo-2-
meTunkapbamoindeHin)amigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBOi kKMcnoTu [4-uiaHo-2-(2-rigpokeun-2-
meTunnponinkapbamoin)deHinjamigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBoi knucnotu (3,4-gumeTnn-2-
mMeTunkapbamoindeHin)amigy,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHoBOI K1ncnoTtu (6-uuknonponin-2-
avmMeTunkapbamoinnipyanH-3-in)amigy,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBOI K1Mcnotu (2-gumetunkapbamoin-6-
MeTuUnnipuauH-3-in)amigy,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBoi kucnotu {2-[(2-
rigpokcieTun)metunkapbamoin]nipnaunH-3-infamigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasuH-2-kapboHoBoi kucnotu {2-[etnn-(2-
rigpokcieTun)kapbamoin]nipuaunn-3-intamigy,

6-umknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHoBOI Kncnotu [2-(2-
rigpokcieTunkapbamoin)nipuamH-3-injamiay,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMcnoTu [2-(azeTnanH-1-kapBoHin)-
6-umknonponinnipuauH-3-injamigy,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHoBoi kncnotu [2-(2-rigpokcn-1,1-
anmveTtunetunkapbamoin)nipuamnn-3-injamigy,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHOBOI kKMcnoTu (4-aueTunamiHo-2-
mMeTunkapbamoindgeHin)amiay,

6-umknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHOBOI KMCNOoTK [2-(3-MeTunokceTaH-3-
inkap6amoin)nipnanH-3-injamiay,

6-umknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBOI Kncnotm {2-
[MeTun(TeTparigpodypaH-2-inmeTnn)kapbamoin]nipngnH-3-infamiagy,

6-umknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBOI kKMcnotu [2-(okceTaH-3-
inkap6amoin)nipuanH-3-injamiay,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMCNOTU [2-(a3eTuanH-1-kapOoHin)-
6-meTunnipnanH-3-injamigy,

5-{[6-umknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHinjaMiHo}-2-MeTunnipumignH-4-
KapOOHOBOI KUCNOTH (2-TiAPOKCK-2-MeTUNNponin)amiagy,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHOBOI kucnoTu (2-gumeTunkapbamoin-
4,5-audptopdeHin)amiay,

5-{[6-umnknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHinjamiHo}-2-mMmeTunnipumignH-4-
KapOOHOBOI KUCNOTW MeTUNamigy,

6-umknonponin-3-(nipumignH-5-inamiHo)nipasunH-2-kap6oHoBOI kucnoTtu (4,5-andpTop-2-
MeTunkapbamoindeHin)amiay,

6-umknonponin-3-(nipumignH-5-inamiHo)nipasunH-2-kap6oHoBOI kMcnoTtu (2-dTop-6-
MeTunkapbamoindeHin)amiay,
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6-umknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kap6oHOBOI KUCNOTK [2-(a3eTnaunH-1-kapOoHin)-
4,5-gudptopdeHinjamiay,

6-umknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi kucnoTtu (5-gpTop-2-
MeTunkapbamoindeHin)amiay,

6-umknonponin-3-(nipumignH-5-inamiHo)nipasunH-2-kap6oHOBOIT kKMcnoTu [2-pTop-6-(2-rigpokcn-2-
MeTunnponinkap6amoin)deHin]jamigy,

6-umknonponin-3-(nipumiganH-5-inamiHo)nipas3unH-2-kap6oHOBOT KUCMOTHU (2-AnMeTnnkapodamoin-5-
dTOpdheHin)amigy,

6-umknonponin-3-(nipumiganH-5-inamiHo)nipasuH-2-kapboHOBOI KUCNOTK [2-(2-rigpokcu-2-
mMeTunnponinkapbamoin)-4-tpudtopmeTundeHinlamiagy,

6-umknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kap6oHOBOIT KUCNOTK (2-MmeTunkapbamoin-4-
TpudTOopMeTUNdeHin)amiay,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kap6oHOBOT KMCNOTU (2-anmeTunkapbamoin-4-
dTopdheHin)amigy,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBoi knucnotu (3,5-andTop-2-
mMeTunkapbamoindeHin)amigy,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHoBOI kucnotu (2-gumeTnnkapbamoin-
3,5-audpTopdeHin)amiay,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBOI Kncnotu [5-gpTop-2-(2-rigpokcun-2-
MeTunnponinkapbamoin)deHinjamigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasuH-2-kapboHoBOT kMcnoTu [2-(asetTnguH-1-kapOoHin)
5-cpropdeHinjamiay,

6-umknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHoBoi kncnotu (2-gumetunkapbamoin-6-
dropdeHin)amiay,

6-umknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHOBOIT kMcnoTu [2-(asetTnguH-1-kapOoHin)
4-bTopdheHin]jamigy,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHOBOI KNcnoTtu [4-gpTop-2-(2-rigpokcun-2-
MeTunnponinkapbamoin)deHinjamigy,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHoBoi kucnotu (3-dpTop-2-
mMeTunkapbamoindgeHin)amigy,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHoBOI K1ncnotu (2-gumetunkapbamoin-3-
dpTopdeHin)amiay,

6-umknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMcnoTu [2-(azeTnanH-1-kapBoHin)-
3-bTopdeHin]jamigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBOi kncnotu [3-pTop-2-(2-rigpokcmn-2-
mMeTunnponinkapbamoin)deHinjamigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasuH-2-kapboHoBOI kucnotu (4-dpTop-2-
mMeTunkapbamoindgeHin)amigy,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHoBOI kucnoTn (2-gumeTunnkapbamoin-
3,4-gudptopdeHin)amiay,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBoi knucnotu (3,4-andTop-2-
mMeTunkapbamoindeHin)amiay,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasuH-2-kapboHoBoi knucnotu [3,4-gudtop-2-(2-
rigpokcu-2-meTunnponinkapbamoin)deHinjamigy,

6-umknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHOBOI KNcNoTu [2-(azeTnanH-1-kapOoHin)-
3,4-gudpTopdeHin]amiay,

6-umknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHOBOI Kncnotu [6-(azeTnanH-1-kapOoHin)-
2,3-andTopdeHinlamiay,

3-(4-{[6-umnknonponin-3-(nipumMianH-5-inamiHo)nipa3uH-2-kapOoHinjamiHo}-3-
MeTunkapbamoindgeHin)nponioHoBOT KUCNOTU eTurnoBui edip,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBOI K1Mcnotu (2-meTunkapbamoin-4-
mMeTunkapbamoinmeTokcudeHin)amiay,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMCNOTU [2-(a3eTuanH-1-kapOoHin)-
3,5-audptopdeHinjamiay,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasvH-2-kapboHoBoi knucnotu [3,5-gudtop-2-(2-
rigpokcu-2-meTunnponinkapbamoin)deHinjamiay,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kapboHOBOI KUCNOTK (6-aAMMeTuUnkapbamoin-
2,3-andTopdeHin)amigy,

6-umknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBOI kucnoTu [2,3-andTop-6-(2-
rigpokcu-2-meTunnponinkapbamoin)deHinjamiay,
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6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kap6oHoBoi kucnotu (2,3-andpTop-6-
mMeTunkapbamoindeHin)amiay,
3-(4-{[6-unknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHinjamiHo}-3-
MeTurnkapb6amoindeHin)nponioHoBOI KUCMOTH,
2-i3onponin-5-(nipuMignH-5-inamiHo)nipumignH-4-kapOoHOBOT KUCNOTY [2-(2-TiApOKCK-2-
mMeTunnponinkap6amoin)nipnanH-3-injamigy,
2-TpeT-6yTun-5-(nipnmignH-5-inamiHo)nipumianH-4-kapboHOBOI KMCNOTU [2-(2-rigpoken-2-
mMeTunnponinkap6amoin)nipnanH-3-injamigy,
2-i306yTUn-5-(nipymiamH-5-inamiHo)nipumianH-4-kapboHOBOI KNCNOTK [2-(2-rigpokcn-2-
mMeTunnponinkap6amoin)nipngunH-3-injamigy, i
6-umknonponin-3-(nipumiganH-5-inamiHo)nipasuH-2-kapboHOBOI kKMCNoTK [4-(2-rigpokcu-2-
MEeTUNNPONOKCcK)-2-meTunkapbamoindeHinjamigy,
abo ix dhhapmaueBTUYHO NPUAHSATHUX COMEN.

B
>N
IHWKMK iHaMBIgyanbHUMK cnonykamu dopmynu (1), oe BMOpaHui 3 rpynu (2), sk
OnNMcaHo BULLUE, € CNOMYKWN, BUBPaHi 3 rpynu, O CKNagaeTbes 3:
6-umknonponin-N-(4-uuknonponinkap®amoinnipugnH-3-in)-3-(nipumiamH-5-inamiHo )nipnauH-2-
iMigoBOI KMCnoTy,
6-umknonponin-N-[4-(2-rigpokcn-2-meTunnponinkapb6amoin)nipuguH-3-inl-3-(nipymignH-5-
inamiHo)MipMAMH-2-iMig0BOI KMCNOTH,
6-umknonponin-N-[4-(2-meTokcu-1-meTnneTunkapbamoin)nipugunH-3-inj-3-(nipumignH-5-
inamMiHo)MipMAMH-2-iMig0BOI KMCNOTH,
5-{[6-umknonponin-3-(nipumigunH-5-inamiHo)nipasnH-2-kapboHinjamiHo}nipumianH-4-kapOoHOBOT
KMCNoTK (2-rigpokcu-2-metunnponin)amigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMCNOTKU [2-(2-rigpoKen-2-
mMeTunnponinkapbamoin)nipugnH-3-injamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHOBOI KMcnotu [4-(2-rigpoken-2-
mMeTunnponinkapbamoin)nipugunH-3-injamigy,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHoBoi knucnotu [4,5-gudtop-2-(2-
rigpokcu-2-meTunnponinkapb6amoin)deHinjamigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHOBOI KNCNoTu [4-(2-MeTokcu-2-
MeTunnponinkapbamoin)nipugnH-3-injamigy,
6-umknonponin-N-(2-((2-rigpokcn-2-meTunnponin)(meTun)kapbamoin)nipuguH-3-in)-3-(nipumignH-
5-inamiHo)nipa3unH-2-kapbokcamiay,
6-umknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBOI kKncnotu (6-umnknonponin-2-
mMeTunkapbamoinnipuguH-3-in)amigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMCNOTKU [2-(2-rigpoKen-2-
mMeTunnponinkapbamoin)-6-meTnnnipuamn-3-injamigy,
2-izonponin-5-(nipumMignH-5-inamiHo)nipumiguH-4-kapOoHOBOT KUCNOTH [2-(2-rigpOoKCK-2-
mMeTunnponinkapbamoin)nipngnH-3-injamigy, i
2-TpeT-6yTnn-5-(NipmiguH-5-inamiHo)nipymignH-4-kapboHOBOT KMCNOTK [2-(2-rigpoKkcun-2-
MeTunnponinkapbamoin)nipugnH-3-injamigy,
abo ix hapmaueBTUYHO NPUAHATHUX CONEN.

B
C

> >
IHamBigyansHMMK cnonykamu coopmynu (1), oe %*'W
BULLE, € CMOMYKWN, BUOpaHi 3 rpynu, Lo CKNagaeTbes 3:
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipuanH-2-kap6oHOBOI KUCNOTH [4-(niponignH-1-
kapOoHin)nipuaunH-3-injamigy,
6-umknonponin-3-(nipumianH-5-inamiHo)nipuanH-2-kap6oHOBOI KUCNoTH (4-
anveTunkapbamoinnipuann-3-in)amigy,
6-upmkronponin-3-(nipumignH-5-inamiHo)nipugnH-2-kap6oHOBOI KMCNoTH (4-
MeTunkapbamoinnipugmH-3-in)amiagy,
6-umknonponin-N-[4-(3-aumeTnnamiHoniponignH-1-kapooHin)nipnamH-3-in]-3-(nipyumigMH-5-

BMOpaHui 3 rpynu (2’), Sk onmcaHo
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inamiHo)nipnanH-2-iMigoBOI KNCIOTH,
6-umknonponin-N-[4-(2-meTunniponianH-1-kap6oHin)nipnanH-3-in]-3-(nipumignH-5-
inamiHo)MipnanH-2-iMigoBOI KNMCIOTH,
6-umknonponin-N-[4-(3,3-andTopniponianH-1-kap6oHin)nipuanH-3-in]-3-(nipumMignH-5-
inamiHo)MipnanH-2-iMigoBOI KNCIOTH,
6-umknonponin-N-(4-uuknonponinkapbamoinnipnanH-3-in)-3-(nipumiguH-5-inamiHo ) nipnanH-2-
iMigoBOI KMCNOTY,
N-(4-umknobyTtunkapbamoinnipuanH-3-in)-6-umknonponin-3-(nipumianH-5-inamiHo))nipngnH-2-
iMigoBOi KMcnoTy,
6-umknonponin-N-[4-(2,5-aumeTnnniponiamH- 1-kap6oHin)nipngun-3-in]-3-(nipumignH-5-
inamiHo)nipnanH-2-iMigoBOI KNCOTH,
6-unknonponin-N-[4-(5-rigpokcu-3,6-auriogpo-2H-nipasuH- 1-kap6oHin)nipnanH-3-in]-3-(nipumignH-
5-inamiHO)nipmMamnH-2-iMigoBoT KnCNoTw,
N-(4-umknoneHTtunkapbamoinnipuamH-3-in)-6-umnknonponin-3-(nipyumianH-5-inamiHo)nipuauH-2-
iMigoBOI KMCNoTY,
6-umknonponin-N-[4-(3-meTokcuniponignH-1-kapboHin)nipuaunH-3-in]-3-(nipumignH-5-
inamiHo)MipMAMH-2-iMig0BOI KMCNOTH,
6-umknonponin-N-[4-(3,3-gumeTunniponignnH-1-kapboHin)nipnanH-3-in]-3-(nipumignH-5-
inamiHo)MipMAMH-2-iMig0BOI KMCNOTH,
6-umknonponin-N-[4-(2-rigpokcu-1-meTunetunkapoamoin)nipuaunH-3-in]-3-(nipumigmH-5-
inamiHo)NipnanH-2-iMigoBoI KNCIOTH,
N-[4-(a3eTnamnH-1-kapboHin)nipnanH-3-in]-6-umknonponin-3-(nipumignH-5-inamiHo)nipnamH-2-
iMigoBOi KucnoTy,
6-umknonponin-N-[4-(2-rigpokcieTunkap6amoin)nipnanH-3-in]-3-(nipumiamH-5-inamiHo)nipuanH-2-
iMigoBOi KucnoTy,
6-umknonponin-N-[4-(2,3-gurigpokcunponinkap®amoin)nipuanH-3-in]-3-(nipumignH-5-
inamiHo)MipMAMH-2-iMig0BOI KMCNOTH,
6-umknonponin-N-[4-(2-rigpokcn-2-MmeTunnponinkapb6amoin)nipuguH-3-inl-3-(nipymignH-5-
inamiHo)nipnanH-2-iMigoBoT KNCNoTw,
6-umknonponin-N-{4-[(3-rigpokcunponin)meTunkapdamoin]nipuanH-3-in}-3-(nipumignH-5-
inamiHo)nipnanH-2-iMigoBoT KNCNOTH,
6-umknonponin-N-[4-(2-meTokcu-1-meTuneTunkapbamoin)nipugnH-3-inj-3-(nipymignH-5-
inamiHo)MipnanH-2-iMigoBoI KNCIOTH,
6-umknonponin-N-{4-[(2-rigpokcieTun)meTunkapbamoin]nipmamnH-3-in}-3-(nipumignH-5-
inamiHo)MipnanH-2-iMigoBOI KMCIOTH,
N-(4-umknorekcunkapbamoinnipnamn-3-in)-6-umknonponin-3-(nipumignH-5-inamiHo)nipngnH-2-
iMigoBOi KucnoTy,
6-umknonponin-N-[4-(3,3-gudTopaseTnanH-1-kap6oHin)nipuaunH-3-inl-3-(nipumiguH-5-
inamiHo)nipnanH-2-iMigoBoT KNCNOTH,
6-umknonponin-N-[4-(2-rigpokcumeTunniponiguH-1-kap6oHin)nipnanH-3-in]-3-(nipumigmH-5-
inamiHo)nipnanH-2-iMigoBoT KNCNoTw,
6-umknonponin-N-[4-(3-rigpokciazeTnaunH-1-kapOoHin)nipnamH-3-in]-3-(nipumignH-5-
inamiHo)MipMANH-2-iMig0BOI KMCNOTH,
6-umknonponin-N-[4-(2,2-gumeTunniponignn-1-kap6oHin)nipngnH-3-in]-3-(nipumignH-5-
inamiHo)MipMANH-2-iMig0BOI KMCNOTH,
6-umknonponin-N-{4-[(2,3-aurigpokcunponin)MmeTunkapbamoin]nipuamnn-3-in}-3-(nipumignH-5-
inamiHo)MipMANH-2-iMig0BOI KMCNOTH,
6-umknonponin-N-[4-(3-rigpokcuniponianH-1-kap6oHin)nipuguH-3-inl-3-(nipyumiguH-5-
inamiHo)NipnAanH-2-iMigoBOT KNCOTH,
6-umknonponin-N-[4-(2-okca-6-a3acnipo[3.3]rentaH-6-kapboHin)nipuguH-3-inl-3-(nipyumiguH-5-
inamiHo)NipnanH-2-iMigoBOT KNCOTH,
2-izonponin-5-(nipumMignH-5-inamiHo)nipumiguH-4-kapOoHOBOT KUCNOTH [4-(2-rigpoKeKn-2-
MeTunnponinkapbamoin)nipugnH-3-injamiagy,
2-TpeT-6yTnn-5-(NipmiguH-5-inamiHo)nipymignH-4-kapboHoBOT KMCNoTK [4-(2-rigpokcun-2-
mMeTunnponinkapbamoin)nipugnH-3-injamigy,
5-{[6-unknonponin-3-(nipumMigunH-5-inamiHo)nipasuH-2-kapOoHinjamiHo}nipnmianH-4-kapboHOBOI
KMCNOTH (2-rigpoKkcu-2-meTunnponin)amigy,
6-umknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHOBOI KUCNOTK [2-(2-rigpoKcu-2-
mMeTunnponinkap6amoin)nipnanH-3-injamigy,
6-umknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kap6oHOBOT kucnoTtu [4-(2-
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isonponokcieTunkapbamoin)nipuanH-3-injamiay,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kapboHoBOI kMcnoTu [4-(TeTparigpodypaH-3-
inkapbamoin)nipuaun-3-injamigy,

6-umknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapb6oHoBoi kucnoTtu {4-[(TeTparigpodypaH-2-
inmeTunn)kapbamoin|nipuamH-3-infamiay,

6-umknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHOBOI kKMCNOTKU [4-(2-rigpokcn-2-
MeTunnponinkap6amoin)nipnanH-3-injamigy,

6-umknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHOBOI kKMCNoTKU [4-(okceTaH-3-
inkapbamoin)nipuauH-3-injamigy,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kapboHOBOI KUCNOTK [4-(2-MeToKCK-2-
mMeTunnponinkap6amoin)nipngnH-3-injamigy,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHOBOI KUCNOTK [4-(3-MeToKCK-2,2-
anveTunnponinkapbamoin)nipuamH-3-injamiay,

6-umknonponin-N-(2-((2-meTokcieTun)(MeTun)kapbamoin)nipnauH-3-in)-3-(nipumignH-5-
inamiHo)nipa3uH-2-kapbokcamigy,

5-(6-umknonponin-3-(nipymiguH-5-inamiHo)nipasuH-2-kapbokcaMigo)-N-(2-meTokcieTvn)-N-
MeTuUnnipumiguH-4-kapookcamiay,

6-umknonponin-N-(3-(2-rigpokcu-2-metTunnponinkapbamoin)nipnanH-4-in)-3-(nipumignH-5-
inamiHo)nipa3uH-2-kapbokcamigy,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBOI K1Mcnotu [4-(3-mMeTunokceTaH-3-
inkap6amoin)nipuanH-3-injamiay,

5-(6-umknonponin-3-(nipumiguH-5-inamiHo)nipa3nH-2-kapbokcamigo)-N-(2-rigpokcu-2-
meTunnponin)-N-meTunnipmmignH-4-kapbokcamiay,

6-umknonponin-N-(2-((2-rigpokcn-2-meTunnponin)(meTnn)kapbamoin)nipugunH-3-in)-3-(nipumignH-
5-inamiHo)nipa3un-2-kapbokcamigy,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KNCNoTu (4-
mMeTunkapbamoinnipuguH-3-in)amiay,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBoi kncnotu [4-(2-rigpoken-1,1-
anmveTtunetunkapbamoin)nipuamnn-3-injamigy,

abo ix papmaueBTUYHO NPUAHATHUX CONEN.

B
C

> >
IHWWMK iHaMBIgyanbHUMK cnonykamu coopmynu (1), ae %*Nv
OnncaHo BULLE, € CNOMYKW, BUOPaHi 3 rpynu, L0 CKNagaeTbes 3:
6-umknonponin-N-(4-uuknonponinkap6amoinnipugunH-3-in)-3-(nipumignH-5-inamiHo )nipuguH-2-
iMigoBOi KucnoTy,
6-umknonponin-N-[4-(2-rigpokcn-2-meTunnponinkapbamoin)nipuguH-3-inl-3-(nipymignH-5-
inamiHo)MipnanH-2-iMigoBOI KMCIOTH,
6-umknonponin-N-[4-(2-meTokcu-1-meTnneTunkapbamoin)nipngnH-3-inj-3-(nipumignH-5-
inamiHo)MipMANH-2-iMig0BOI KMCNOTH,
5-{[6-umknonponin-3-(nipumigunH-5-inamiHo)nipasuH-2-kapboHinjamiHo}nipumignH-4-kapOoHOBOT
KMCNoTH (2-rigpokcu-2-meTtunnponin)amiay,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHOBOI KMCNOTU [2-(2-rigpoKcn-2-
MeTunnponinkapbamoin)nipugnH-3-injamigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMCNoTu [4-(2-rigpokcn-2-
MeTunnponinkapbamoin)nipuanH-3-injamigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHOBOI KNMCNoTK [4-(2-MeToKcK-2-
mMeTunnponinkapbamoin)nipugnH-3-injamigy,
abo ix hapmaueBTUYHO NPUAHATHUX CONEN.

BMBpaHui 3 rpynu (2'), gk

B
C

>4 N
IHamBigyansbHMMK cnonykamu coopmynu (1), ae A*M

BULLE, € CNOMYKWN, BUOpaHi 3 rpynu, O CKNagaeTbes 3:
6-umknonponin-3-(nipumignH-5-inamiHo)nipugnH-2-kap6oHOBOI KUCNOTH (2-

MeTunkapbamoindeHin)amiay,

BMBpaHui 3 rpynu (2’), Sk onmcaHo
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2-(2-TpeT-6yTnn-5-(nipumignH-5-inamiHo)nipumignH-4-kapbokcamigo)-N4,N4-gietun-N1-
MeTunTepedTanamigy,
6-umknonponin-3-(nipumiganH-5-inamiHo)nipasnH-2-kapboHoBoi kucnoTu [4,5-andTop-2-(2-
rigpokcu-2-meTunnponinkapbamoin)deHinjamigy,
5 abo ix apmaueBTUYHO NPUAHATHUX CONEN.

B
C

> >
IHWKMK iHaMBIAyanbHUMK cnonykamu coopmynu (1), ae %*Nv
ONMCcaHo BULLE, € CNOMYKWN, BUOPaHi 3 rpynu, IO CKNagaeTbes 3:
6-umknonponin-3-(nipumiganH-5-inamiHo)nipasunH-2-kapboHoBOi kucnoTu [4,5-andTop-2-(2-
rigpokcu-2-meTunnponinkapbamoin)deHinjamiay,
10 abo 1oro hapmaueBTUYHO NPUNHATHMX CONEN.

BMBpaHui 3 rpynu (2°), sk

B
C

> e
IHamBigyansbHMMu cnonykamu doopmynu (1), oe A*M
BULLIE, € CMOMYKW, BUOPaHi 3 rpynu, WO CKagaeTbes 3:
7-{[6-unknonponin-3-(nipumianH-5-inamiHo)nipuamnH-2-kapboHin]jamiHo}-2-eHinimigaso[1,2-
a]nipnanH-6-kapboHOBOT KMCNOTW MeTUNamiagy,
15 abo 1oro hapmaLeBTUYHO NMPUNHATHMX CONEN.
HeobxigHo B3ATW 4O yBaru, WO Cnonyku 3aranbHoi doopmynu (1) 3a 4gaHNM BUHax040M MOXYTb
OyTn gepvBaTU30BaHi NO PyHKLIOHANBHMM FpynamM 3 OAePKaHHAM NOXiAHWX, SKi 34aTHI
nepeTBoOploBaTUCA Ha BATLKIBCLKI CNOMYyKU B yMOBAX in Vivo.
HaHun BUHaxig, KpiM Toro, ctocyeTbesa cnocoby ogepxkaHHsa cnonyk copmynu (1), sk BU3Ha4YeHo
20  BMLLe, KNI BKIIOYAE:
B3aemogito cnonyku opmynu (1)

BMOpaHwuii 3 rpynu (2’), Sk onmcaHo

4 3
R R
N
1 R
A” AN O/
AZ\KN
1
R (1)
3i cnonykoto chopmynu (2)
@
H. C
ll\l/ \C
6
2 R
s
RO
B
A
25 ne A, A%, % ,RY, R% R® R* R®T1a R® € Takumu, sik BU3HaueHo BULLE, | R nosHavae

BOAEeHb abo HWXK4YMIA ankin Ta, y pasi noTpebu, nepeTBoOpeHHs Cronyk Ha X dpapMaLeBTUYHO
NPUAHSATHI coni.

Peakuis, onncaHa Buwe, Mmoxxe ByTy NpoBedeHa Npu ymoBax, HaBedeHUX B OMNWCI Ta Npuknagax,
abo npu ymoBax, fobpe BigoMux karnicdikoBaHOMY dhaxiBLO.
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Cnonyku cpopmyn (1) Ta (2) moxyTb ByTM ogepxaHi cnocobamu, BiZOMUMK B PiBHI TEXHIKM abo sk
OMUCaHO HWXXYe Yn aHanoriyHumMu cnocobamm.

HaHnii BuHaxig Takox cTocyetbest cnonyk dopmynu (1), 9k onmcaHo BuWe, SKi ogepkaHi
ONMcaHMM BULLE CNOCOOOM

5 Cronyku 3aranbHoi opmynu (1), y sikux A' = CH a6o N ta A* = CR™, moxyTb 6yTv ogepxaHi, sik
rnokasaHo Ha cxemax 1 Ta 2 Ta B 3aranbHux metogukax 1, 2a, 2b ta 2c.

NH, O PenF%
q R q R
ot s
=N - =N
Br (“) Br
Cmaois 1 | R—M Cmaois la
X 0 i NH, ¢ Pew%
,R HAROTYBaH, ,R Blmaﬁeﬂm
AH&HLO Cux Ail = 0 3aXHCTY A1[ = O’R
ka A %,;N e |\,;N
+ (lla) ' () '
4
Cmaoiz 2| B X
. me06. R3-X
R=—NH,,, neo6. R3-X
Cmaois 2a R R’
afio R—N-R® N o
H R

R SN O
Al “OH
H\ IC-. EYNT AN
N Hay © .  (iva)
i) R 1w abo ke j\ RE Cmaoia 3 R
O Eﬂf O 'lﬂ’
R® R° Cmaois 3a
ado

N N i‘}l
i) 1 abo fo R® ]°
H O%\OR R O;\OR abo
H
if) B B
gsN-go Y H.N,Q Huy G-
o
I abo t
R LR by R
 Vighio B o;\or-z OA\OR
C.
A“Il)\\Hj\;}l/ i) RS,“\ .
2 6 R
LFN R OAN,R

10 Cxema 1

3aranbHa meToamka 1:
Crapisa 1:

Cnonykn copmynu (II), gae R = HWKYMIM ankin, € KoMepuiiHO AOCTYNMHUMKU abo MOXyTb OyTu
OAepXaHi 3 nipuanH-2,3-ankapboHoBoi KMcroTu BignosigHo go US 2006/0199960 (ans AltaA’= CH)
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abo 3 ankin-3-amiHo-2-nipasuHkapbokcunaty, abo 3 3-amiHO-2-nipa3uMHKapbOoHOBOI  KMCMOTK
BignosigHo ao, Hanpuknag, Heterocycles 2005, 65, 2321, abo WO 2007/061360 (ons A'=NrTaA’=
CH).

Cnonykn copmynu  (Il) moxyTb OyTM nepetBopeHi Ha cnonyku cdopmynu (lll) wnaxom
KaTanizoBaHoi nanagiem peakuii 3B’A3yBaHHS 3 OpraHoOMeTasieBMM peareHToM R-M (Hanpuknag,
opraHobopoHoBa kucrnota abo edip 0praHoGOPOHOBOI KMCMOTM) 3 BUKOPUCTAHHAM nanagieBoro
katanizatopa (Hanpuknag, Pd.dbas;) Ta ocHoBu (Hanpuknag, docdarty Kanito) B opraHiyHoOMy
PO34YMHHUKY (Hanpuknag, AiokcaHi), wnsxoM obpobku cnonyku cdopmynu (II) cnuptom (Hanpuknag,
METaHOMOM) Ta OCHOBOW (Hampuknag, riapugom HaTpito abo kapboHaToM Le3ilo) B opraHiyHOMy
PO34YMHHUKY (Hanpuknag, metaHoni abo AMCO), abo wnaxom Cu-kaTtanizoBaHoi peakuii 3 aMiHOM 3
BUKOPUCTaHHAM mxepena migi (Hanpuknag, 6pomigy migi), niraHgy (Hanpuknag, BINOL) ta ocHosu
(Hanpuknag, kapboHaTy Lesilo) B opraHidyHOMY po3dMHHUKY (Hanpuknag, AM®). Cnonyku dopmynu
(1) moxyTb 6yTV BUAINeHi Ta ounLweHi 3Bu4anHMMm cnocobamu.

Cnonykn copmynu (Il), ae R = H, € komepuiiHo goctynHuMn abo MOXyTb ByTW ogepXaHi
BignosigHo no WO 2008/106692 Ta 3rogom nepetBopeHi Ha cnonyku dopmynu (1), ge R = Huxkumn
ankin, craHgapTHMMuK cnocobamum, BigoMmMMu kBanidikoBaHuM daxiBusiM.

Crapisa 1a:

Cronykun dopmynu (ll), ge R = HWXKYMIA ankin, TakoX MOXyTb OyTM MepeTBOpPEHi Ha Cromyku
dopmynu (111) BignosigHo oo cnocobis, onvcaHux B US 2006/0199960, UNAXoM i) 3aXMCTy amiHOrpynm
NpuMaaTHOK 3axMCHOW rpynot  (Hanpuknag, Boc), BukopucToBytOuM, Hampuknag, Au-Tpet-
OytungukapboHat B MPUCYTHOCTI OpraHiyHoi abo HeopraHiyHOi ocHosu (Hanpuknag, DMAP a6o
TpMeTunamiHy) B OpraHiyHOMy pO34YMHHKKY, ii) Pd-kaTtanisoBaHOi peakuii 3B'si3yBaHHSA 3
opraHomeTarieBum peareHToM R-M (Hanpuknag, opraHoOLMHKOBMM peareHTom abo peareHTOM
opraHoonoBa) 3 BMKOPWUCTaHHSM ManagieBoro kartanisatopa (Hanpuknag, Pd(PPhs),) Ta ocHoBu
(Hanpuknag, kapboHaTy Kanito) B OpraHiYHOMY PO3YMHHUMKY (Hanpwuknag, giokcaHi), o6pobkoto cnonyku
dopmynu (II) cnmpTom (Hanpuknag, MeTaHOMOM) Ta OCHOBOW (Hanpuknag, rigpugom HaTpito abo
KapboHaToOM LEe3il0) B OpraHiyHOMY PO3YMHHUKY (Hanpuknag, metaHoni abo OMCO), abo Cu-
KaTanisoBaHoi peakuii 3 aMiHOM 3 BUKOPUCTaHHAM [xeperna Migi (Hanpuknag, 6pomigy migi), niraHgy
(Hanpuknag, BINOL) Ta ocHoBu (Hanpuknag, kapboHaTy uesil0) B OpraHidyHOMY pPO3YMHHUKY
(Hanpuknag, OAM®), Ta iii) genpoTekuii amiHOrpynu, BUKOPWUCTOBYHOYM, Hanpwknag, opraHiyHy abo
HeopraHiyHy kucnoty (Hanpuknag, HCl abo TpndTopoLTOBY KMUCMOTY) B OpraHiYyHOMY PO34YUHHUKY.
Cnonykn cdoopmynu (l11) moxyTb OyTv BUAINEHI Ta OYMLLEHI 3BU4ANHUMKU cnocobamu.

Cragis 2:

Cnonyka dopmynu (IV), ge R® = H, moxe Oyt opepxaHa, Hanpuknag, Pd-katanizoBaHum
apunyBaHHsaM amiHorpynu crnonyk cpopmynu (Ill), BukopucToBytoum apunranign abo retepoapunranigu
(Hanpuknag, 5-6pomnipuanH) R™-X, nanagiesun katanizatop (Hanpuknag, PdOAc,), npugatHun
niraHg (Hanpuknag, 4,5-6ic(gndenindocdilo)-9,9-aumeTnnkcaHTeH) Ta OCHOBY (Hampuknag,
KapboHaT Kanito) B opraHiYHOMy pO34YMHHUKKY (Hanpwvknag, Tonyon, o-kcunon). Cnonyka copmynu (1V),
ae R® = Hukumin ankin, mMoxe OyTn oaepxaHa, Hanpuknag, Pd-katanizoBaHuM apunyBaHHAM, SK
onncaHo BMWe, Ta nodanbliMM  ankiflyBaHHAM, BUKOPWUCTOBYHOYM ankinranig (Hanpuknag,
mMeTunogma) abo ankintpudnat R%X Ta ocHoBy (Hanpuknag, NaH) B opraHiYHOMY PO3YMHHUKY
(Hanpuknag, OM®). Cronykn dopmynu (IV) mMoxyTb OyTM BuZinNeHi Ta OYULLEHI 3BUYARHUMMU
crnocobamu.

Crapis 2a:

Cronykn dopmynu (llla) rae R = HwkumMn ankin, moxyTb OyTu ogepxadi BignosigHo go US
2006/0199960. AnbtepHatvBHO, cnonyku copmynm (Ill) moxyTs OyTM nepeTBOpeHi Ha Chomnyku
dopmynu (llla), ge X = ranoreH, WNAXOM [ia30TyBaHHA 3 BMKOPWUCTAHHAM, HaMpuknag, HiTputy
HaTpito abo TpeT-OyTWMHITPUTY Ta NoAanbIUM 3aMilleHHAM 3 BMKOPMCTaHHAM NpuaaTHOro ranigy
Mmigi. Cnonyka copmynu (1V), ne R® = H, moxe 6yTu opepxaHa, Hanpuknag, Pd-katanisoBaHum
amiHyBaHHAM cnonyk dopmynu (llla) 3 BukopuCTaHHAM apunamiHis abo reTepoapunamiHis
(Hanpuknag, 5-amiHonipyamHy) R™-NH,, nanapgiesoro kaTanizatopa (Hanpuknag, PdOAc,),
npygaTHoro niraHay (Hanpuknag, 4,5-6ic(oudeningocdilo)-9,9-aMmMeTUnNKcaHTeHy) Ta OCHOBMU
(Hanpuknag, Kap60HaT¥ Kanit) B opraHiyHOMY pPO34YMHHWKY (Hanpuknag, Tonyon, o-kcunon). Cnonyka
dopmynn (IV), pe R® = Hwkuuin ankin, moxe OyTn opepxkaHa, Hanpwuknag, Pd-katanizoBaHum
aMiHyBaHHAM, SIK ONMCAaHO paHille, 3 BUKOPUCTAHHSAM apunamiHiB 4n retepoapunamiHis R*-NH-R® a6o
Wnaxom, Hanpuknag, Pd-kaTanisoBaHOro amiHyBaHHS, 9K OMMCaHO paHiwe, 3 BUKOPUCTaAHHAM
apuvnamiHiB 4n retepoapunamiHis R“NH, Ta noganbwum ankinyeBaHHaM ankinranigamm abo
ankintpudnatamu R*X, sik onucaHo Buwe. Cronyku copmynmn (IV) MoXyTb OyTM BuaineHi Ta
OYMLLIEHI 3BMYaNHUMK cnocobamu.

Crapis 3:
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Cnonyka dopmynu (IV) moxe 6yt nepetsopeHa Ha cnonyku dopmynu (1) wnaxom npsMoro
amiHoni3y eqipHOi rpynn 3 BUKOPUCTaHHAM amifiB amiHoapunbHUX kapboHOBUX KucnoT abo amifis
amiHoreTepoapuribHMUX KapOOoHOBMX KMCNOT

B B

H. _C. H

lI\I 6 abo \Néc‘ (3]

H R R R

R R

Ta kucrotu Jlbloica (Hanpuknag, Xnopuagy TpUMMETUnanioMiHilo abo gumMeTunantoMiHilo) B
OpraHidYHOMY PO34YMHHUKY (Hanpuknag, Tonyoni abo giokcaHi).

Cnonyky dopmynu (IV) Takok Moxe OyTn nepeTBopeHa Ha crnonyku dopmynu (I) wnsxom
NPSIMOro amMiHonidy eipHoi rpynu, sk onncaHo BULLIE, BUKOPUCTOBYHOUN aMiHOapuIbHi kapbokcunatim
abo amiHoreTepoapuneHi kapbokcunaTtu

3 - H.,,-C.

ae R = H abo Hwxkumin ankin. YTBOpeHUn TakuM YMHOM iHTepMeaiaT MOXHa NoTiM NepeTBOPUTM Ha
cnonykn dopmynu (l) wnaxom sk NpsAMOro amiHomidy edipHOi rpynu, sik OMUCaHoO Bulle, 3
BUKOPUCTaAHHAM aMmiHiB R°-NH-R®, Tak i (*)OE)MyBaHHFIM amMigHoro 3B’si3Ky BiNbHOI kapbokcunaTHOi
rpynu 3 BUKOPUCTAHHAM aMiHiB R°-NH-R°, 3B’A3yBanbHOIO peareHTy (Hanpvknag, adrigpuay
nponingocdoHosoi  kucnotn, HATU, TBTU) Ta opradiyHoi ocHoBu (Hanmpuknag, N,N-
giisonponinetunamiHy, N-meTunmopdoniHy abo TpueTunamiHy) B  OpraHidyHOMY  PO3YMHHUKY
(Hanpuknag, OM®, etunauetari, TT®). Cnonykn dopmynu (I) MoxyTe ByTK BuAINEHi Ta OuYMLLEHI
3BUYaANHUMM crnocobamu.

Amign amiHoapunbHUX KapboHOBMX KMCMOT abo amian amiHoreTepoapubHUX KapOOHOBUX KUCIOT

B B
C. H. .C.
L e
H R® #0 g2 .R°
. oy
R° R
Tak caMo siK i amiHoapunbHi kapbokcmnnat abo amiHoreTepoapunbHi kapbokcunaTu

H'-

5

B B
M., ,5C, H., .C.
N abo N
PN "o
OR 0
ge R = H abo HwkumiA ankin, € KOMepUuiiHO JoCTynHuMu abo MoxyTb OyTu opepkaHi
cTaHgapTHUMK cnocobamu, BigoMumMuy KBanigikoBaHOMy paxiBUO Ta onucaHMMKU Y BiOMOBIOHUX
npuknagax.

Cragia 3a:

AnbTepHaTuBHO, edpipHi rpynu cnonyku copmynu (IV) MoxyTb GyTM OoMuneHi OO BignoBigHMX
BinbHMX kucrot (IVa) 3 BMKOPUCTaAHHSM HeopraHiyHOT OCHOBW (Hanpuknag, rigpokcuagy niTito,
rigpoOKCMAY HaTpito) B OPraHiYHOMY PO3YMHHUKY (Hampuknag, eTaHoni, giokcaHi, TT®) abo ix cymilui.
Cronyka dopmynun (IVa) notim Moxe 6yTn nepetBopeHa Ha cnonyku dopmynu (1) wnsxom
POPMYBaHHS amigHOro 3B'sI3Ky, SK OMMCaHO BWULLE, 3 BMKOPWUCTAHHSAM amigiB  aMiHOapUIbHUX
KapOOHOBUX KMCIOT abo amigiB amiHoreTepoapuribHUX KApOOHOBUX KMCITOT
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B B
H. .C. H., .C.
l}l j\ ¢ abo |}|C
H R R? R°
07 O)\N R
R° R®

Cnonyka cdopmynu (IVa) Takox Moxe OyTu nepetBopeHa Ha crnonyku copmynu (1) wnsxom
opMyBaHHS amifHOro 3B’A3KY, siKk ONMMCaHO BULLE, BUKOPUCTOBYIOUM aMiHOapunbHi kapbokcunatu abo
amiHoreTepoapunbHi kapbokcunaTtu

B B
H‘N’C‘ H‘N’C‘C
I abo 5
H o R
O OR O CR

ae R = H abo Hwkuun ankin. YTBOpeHWn y Takui cnocid iHTepMeaiat MoxHa noTiM nepeTBopuTn
Ha cnonykn dopmynu (l) WwWNaxoMm K NpsAMOro amiHonidy edipHoi rpynu, sik onucaHo Bue, Tak i
hPopMyBaHHAM amigHOro 3B’A3KY BiflbHOI KapboKCMMaTHOI rpynu, K ONUcaHo BuULLE, 3 BUKOPUCTAHHAM
amiHiB R>-NH-R®. Crionyku copmynm (I) MmoXyTb BYTU BUAINEHi Ta ounLLEHi 3BMYaHUMK cniocobamu.

Cronykn dopmynu (l) TakoxX MOXyTb OYyTU ogepkaHi BignoBigHO OO cnocobiB, onvMcaHux Bule,
LUNSXOM peBepcyBaHHS NOPSIAKY peakuiiHux ctagin 2/2a ta 3/3a.

Cnonykn dopmynu (1), oe A' = CH abo N i A*> = CH, siki He MOXYTb GYTW CHUHTE30BaHi, SIK
nokasaHo Ha CxemMi 1 Ta B pamkax 3aranbHOi MeToaukm 1, MOXyTb OyTU opepXkaHi 3 MPOMDKHMX
cnonyk copmynu (llIb), (llic) abo (Illd), sk nokazaHo Ha Cxemi 2 Ta onMcaHo B 3araribHUX METOAMKaX
2a, 2b Ta 2c.

BaranbHa meToauka 2a:

Br . § Br O
Bl AHOBIICHHA
; OKPCHeHHS 1 -R
Al TR METRIY BAHHA AT O
| e |
ZN Li#HYBAHAS ~N
TLAPOTI3 b (Iilb)
YIBOpeHHA epipy <
HO™ ~0 0

3aranbHa metoauka 2b:

NH, NH, O
RENE A1)\\(U\O,R
| — |
=N =N

Lo Ly (llic)

3aranbHa meToauka 2c:

0 NH
N 2
\ ) -
HO. I

IN + NH e ~N

2

0 T (ng)
Ri

Cxewma 2
3aranbHa MeToauKa 2a:
BukopurcToByOUM K BUXiQHY CMOMYKY KOMEPLUIMHO OOCTYMNHI 5-6pomnipuamnH-2-kapboHOBY KUCOTY
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abo 5-6pomnipasunH-2-kapboHOBY KMCNOTY, NpoMixHa crnonyka cdopmynu (llIb) moxe 6yTn ogepxaHa y
Takum cnocib6:

i) BigHOBMEHHs1 kapbokcunaTy 3 BUKOPUCTAHHAM BiQHOBIIOBAaNbHOrO areHta (Hanpwuknag,
Ooporigpuay HaTpito, 6opaH-gumeTuncynbdigy) B OpraHivHOMY po34mMHHUKY (Hanpuknag, Tr o)

il) OKMCHEHHA nipuavHy [0 nipuanH-N-OKCMay 3 BWKOPWUCTaHHSIM OKMUCHWKa (Hampuknag, M-
XITOPOEH30MHOI KMCITOTU) B OPraHiYHOMY PO34MHHUKY (Hanpuknag, ANXIIopMeTaHi)

iii) ankinyBaHHs1 TrigpOKCMIpynM 3 BUKOPUCTAHHSIM arnkinyBanbHOro peareHTy (Hanpuknag,
MeTunoaMay) Ta npuaaTtHOI HeopraHiyHOi OCHOBWM (Hampuknag, rigpugy HaTtpito) B opraHiyHoMy
PO34MHHUKY (Hanpuknaa, TIT® abo giokcaHi)

iv) uiaHyBaHHA nipuaunHin-N-okcuay 3 BUKOPUCTaAHHAM, Hanpuknag, LUiaHOTpUMEeTUrncunaHy,
npuaaTHOI OCHOBM (Hanpuvknag, TpueTunamiHy) B OpraHiyHOMy pO34YMHHUKY (Hanpuknag, aueToHITpuni
a6o M)

V) rigponi3 HiTpuny Ans BUBIMbHEHHS BiflbHOI KUCNOTU 3 BUKOPUCTAHHAM CUNbHOI HEOpraHivyHol
OCHOBW (Hanpwuknag, rigpokcuay Kanito) B OpraHiyHOMY PO3YMHHUKY (Hanpuknaa, metaHoni abo
eTaHorni)

Vi) YTBOpPEHHS edoipy Yepesa KUCMOTHY rpyny 3 BUKOPUCTaAHHAM, Hanpuknag, cnupty B NPUCYTHOCTI
CWUMbHOI  KMCNoTW, ankinranigy abo cheuianbHOro ankinyeanbHOro peareHTy (Hanpwuknag,
TpUMETUNCUnin-giasaoMmeTaHy).

MpomixHi crnonykn cdopmynu (llIb) 3rogom mMoxyTe GyTWM NepeTBOpPeHi Ha CMONyKX 3ararnbHoi
dopmynu (1) 3a JoNOMOrow 3aranbHUX METOOUK, ONMCaHNX BULLE.

3aranebHa meTtoguka 2b:

BukopuctoBytoun sk BuxigHi cnonykm copmynu (ll), ge R = Hwxkumid ankin, npomikHi cnonyku
dopmynu (lllc) MmoxyTe ByTV ogepkaHi LWAaXoM 3amMiHM BPOMY Ha HITPUNBHY rpyny 3 BUKOPUCTaHHAM,
Hanpuknag, uiadigy migi(l) B opraHiyHOMYy pPO34YMHHMKY, TakoMy Kak, Hanpuknag, AM®. Lli npomikHi
CMOMyKM TakoX MOXYTb OyTW nepeTBOpeHi Ha crnonyku 3aranbHoi dopmynu (I) 3a [ONOMOrot
3aranbHNX METOOMK, OMMCaHNX BULLe. abo HiTpunbHa rpyna moxe OyTn 4OOAaTKOBO NepeTBOpeHa Ha,
Hanpuknag, kapboHOBY KMCNOTY (Yepes rigponia), ankinkapbokcunat (4epe3 rigponia Ta popmMyBaHHSA
edipy), cnupT (Yepes rigpornia Ta BiQHOBIEHHS), KETOH (Yepe3 rigponi3, akTueauitlo, Hanpvknag, amig
BeliHpeba Ta ankinyBaHHA 3, Hanpuknag, peareHToM [puHspa) abo amiHorpyny (4epe3 rigponis i
peakuito Kyptiyca), siki MOXyTb OyTW Aani 3amiweHi, Hanpuknag, ankineHUMyn rpynaMmu sik Ha ctagii
Pi3HMX iHTepMegdiaTiB, Tak i Ha cTagii kiHueBoro npoaykty. Lli iHTepmegiatn 3rogom MoXyTb OyTu
nepeTBOPEHi Ha Cnonyku 3aranbHoi hopmynu (1) WNSXOM 3aranbHUX METOAMK, ONUCaHMX BULLE.

3aranbHa meToguka 2c:

Crnonykn cdopmynu (llld), ge R = Hwxunn ankin, MoxyTb ByTU ogepxkaHi Npyu BUKOPUCTaHHI SK
BMXiOHOI cnonyku edipy amiHoUiaHOOLUTOBOI KUCIOTW Ta MpugaTtHOro OKCUMY a-KeToanbAaerigy
BignosigHo Ao J. Heterocycl. Chem. 1987, 24, 1621 a6o US 2006/199828.

Crionyku 3aransHoi coopmynu (1), ae A* nosHauae CH i A? nosHauae N, MOXYTb BYTK ogepxaHi, SK
300pakeHo Ha cxemax 3 Ta 4 i B 3arafibHUX Metoamkax 3 1a 4.
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Br

Oﬁ Br
H

G” "OH

. H.N NH
Cmaoia 1§ ° \};

Br O Br O NH

i e NH, O
_R Yrsopemms Vrpopenus .R
i = &) cxnanHoro edipy [ = OH  Amigypanna | = OM iaaanoro edipy [j = o
A e —

No2N Ne2N NezN No 2N
}; vy “madis 2 }; (v) Cmaoiz7 \FE (iX) Cmaoin 8 \lF; X)
@ B
HNN,C.C HxN,C\
4 3. iyt abo |
Cmadia 3 R NH, eod REX HOJ"N‘R6 RZOJ\N'R6
abo Ri— ﬁ— R ;4{5 ||?5
Cmadia 5 afo Cmagis 9 | R=X
B B Head, R3-X
Hay G H., .C.
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\F; (viny B O 5 RNF o
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H b R R' vy R R
0] N
és B
H‘N’C“c He, .C ° i
360 t S H\ ,C\
HZOJ\N'RG Cmagia 6 1} g j\ Re 200 Ez D
N ! OF N O N
. p R5
Cmaoia 4 afio At=NH, 1106.R%-X B B
B afo ;
%—LN,C. a0 RLH_RS . 0 Cmaoia 10
o H. .C He, .G
O7 "OR H. & B i) I}I ) abo Ii\‘; )
a0o NTT H OJ\OR R O¢L
A o
i) N o7 OR i N
Re- Mo R gt
r& R° LR
\N 0 B R\N R o) B RA\N,F{EO 5
C\ L -~
”/\'\Yu\wz “)\\‘/u\i}l C MN/C‘
2 8 2 8 A
NYN R OA\‘}"R NYN R OJ\N’R N\fN REO)\N,RE
A ( R o K R &
Cxema 3

3aranbHa metoauka 3:
5 Crapia 1:

Cronykn cdopmynun (V) € KoMepuiiHO JOCTynHMMM abo MOXyTb ByTu ogepxkaHdi BignosigHO OO0
3aranbHMX crnocobiB, onucaHux B, Hanpuknag, WO 2000/066566 abo WO 2005/021500, wnsxom
KOHAeHcallii, Hanpuknag, MykobpoMHOI KACNOTU 3 NpUAATHUM aMigMHOM, WO MICTUTb 3arnuLIoK R B
NMPUCYTHOCTI OpraHiyHOi OCHOBW (Hanpuknag, eTunaTty HaTpilo) B OpraHiYyHOMY PO3UYUMHHUKY

10 (Hanpuknapg, etaHoni) npu KiMHaTHIN abo NiaBULLIEHI TeMnepaTypi.

Cragis 2:

Cnonyka cdopmynu (V) moxe 6yTn nepetBopeHa Ha cnonyku copmynu (VI), ae R = Hux4uumn ankin,
LUNIAXOM YTBOPEHHS edhipy 3 BUKOPUCTAHHAM Hanpuknag, CnupTy B MPUCYTHOCTI CUITbHOT KUCMOTW,
CMMPTY B NPUCYTHOCTI peareHTy, WO YTBOPIOE XMopaHriapma (Hanpuknag, TioHinxnopuay), ankinranigy
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B MNPUCYTHOCTI OCHOBUW abo cneuianbHOro ankinysanbHOrO peareHTy (Hanpuknag, TPUMETUNCUIin-
AiasomeTaHy). Cnonykn cdopmynu (V1) MoxyTb ByTy BUAINEHi Ta ovmLLeHi 3Bu4anHMmMm cnocobamu.

Crapis 3:

Cnonyka dpopmynu (VII), oe R® = H, moxe OyTn ogepxaHa, Hanpuknag, KatanizoBaHUM nanagiem
amiHyBaHHaAM cronyk dopmynm  (VI), Sk onucaHo BuLE, 3 BUKOPUCTAHHAM apwunamiHiB abo
reTepoapunamiHis (Hanpvknag, 5-amiHonipuavHy) R*-NH,. Cnonyka dopmymu (VII), ae R® = Hkumin
arnkin, moxe 0yTn ofepaHa, Hanpuvknag, katanisoBaHnm nanagieM amiHyBaHHsIM, SK ONUCaHO BULLE,
3 BWKOPUCTaAHHAM apunamiHiB abo reTepoapunaMiHie R*NH-R®, abo wwnsxom, Hanpuknaga,
KaTanisoBaHoro nanagiem amiHyBaHHs cnonyk dgopmynu (VI), Sk onMcaHo BuLle, 3 BUKOPUCTAHHSAM
apunamiHis abo reTepoapunamiHis R*NH, Ta nopanbwum ankinysaHHaM ankinranigamu ato
ankintpudnatamm R®-X, sk onucaHo BuLLe. Cronyku copmynu (VII) mMoxyts 6yTn BuAaineHi Ta
OuNLLEHi 3BU4ariHMMu cnocobamu.

Cragis 4:

Cnonyka dopmynu (VII) moxe 6yt nepersopeHa Ha cnonyku copmynu (1) Wwnsgxom npsiMoro
aMiHoni3y edipHOi rpynu, sk onMcaHo BULLE, 3 BUKOPUCTAHHAM amifiB aMiHOapUibHUX KapOOHOBUX
kucnot abo amifiB amiHoreTepoapunbHNX KapObOHOBKX KUCTOT

B B
H.. .C. H. .C.
l\'] i 6 abo l}lC
H _R R® _R®
A A
R® R®

Ta kucrnotu Jlbloica (Hanpuknag, xnopuay TpuMmeTunanioMiHilo abo AvMeTunantoMmiHiio) B
OpraHiYHOMY pO34MHHUKY (Hanpwuknag, Tonyoni abo giokcaHi).

Cronyka copmynun (VII) Takox Moxe OyTu nepeTBopeHa Ha cronyku cpopmynu (1) wnsxom
NpsIMOro amiHoni3y edipHOT rpynu, ik oNMcaHo BULLE, BUKOPUCTOBYIOHYN aMiHOapWIibHi kapbokcunaTu
abo amiHoreTepoapunbHi kapbokcunaTtm

B B
H‘N’C‘ H‘N’C‘C
|1| J\ abo F'{g J\
O~ "OR O~ "OR

ae R = H abo Hwkuun ankin. YTBOpeHWi y Takui cnocid iHTepMegiaT MoXHa NoTiM NepeTBopuTH
Ha cronykn dopmynu (l) wnaxom sk NPSMOro amiHonizy edipHoi rpynu, gk onucaHo Bulle, Tak i
POpMyBaHHSIM aMigHOro 3B’A3KY BiflbHOI KapOOKCMIAaTHOI rpynu, SIK ONUCaHO BULLE, 3 BUKOPUCTAHHAM
aminiB R>-NH-R°®.

AnbTepHaTuBHO, cnonyka cdopmynu (VII) moxe 6yt omuneHa go ii BifibHOI KUCIIOTW, SIK ONMCaHO
Bule. BinbHa kncnota cnonyku cpopmynu (V1) notim moxe 6yt nepeTBopeHa Ha cnonyku opmynm
() wnaxom ¢opmyBaHHA amigHOro 3B’A3Ky, $K ONMCaHO BUlle, 3 BUKOPUCTaHHAM amigis
aMiHoapubHUX KapbOHOBMX KUCIOT abo amifiB amiHoreTepoapunbHNUX KAPOOHOBUX KUCMOT

B B
H\ /C\ H\ FAYES
l}l j\ & abo I}IEC
H _R R _R°
0" ™N OJ\N R
I 5 I 5
R R

BinbHa kucnota cnonyku dpopmynu (VII) Takox moxe 6yt nepetBopeHa Ha cnonyku copmynu (1)
WNsaxoM (OPMYyBaHHS aMigHOrO 3B’A3Ky, SK OMUCaHO BWLLE, BWKOPUCTOBYOUM aMiHOAPWIIbHI
kapbokcmnat abo amiHoreTepoapunbHi kapbokcunaTu
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@ @
H<. .C. H. _.C.
l}l G abo I}I ¢ G
H A R° Al
O~ "OR O~ "OR

ae R = H abo Hwxuui ankin, Ta noganbwnm a) npsiMMM aMiHONI3oM edipHOT rpynun, sik onMcaHo
BuLLe, abo b) dbopMyBaHHAM amigHOro 3B’sI3Ky BifIbHOI KapOOKCMMaTHOI rpynu, sik ONUCaHO BULLE, 3
BUKOPUCTaAHHAM aMmiHiB R°-NH-R°. Cnonykn copmynu (I) moxyTb OyTM BMAINEHI Ta O4YULLEHI
3BMYariHMMKM cnocobamu.

Crapis 5:

Cnonyka cdopmynu (V) moxe 6ytu nepetBopeHa Ha cronyku cdopmynu (VIIl) signosigHo go
cnocobis, onncaHux Ha ctagii 4 ana koHsepcii kucnot dopmynu (VII).

Crapis 6:

Crnonyka dopmynu (VIII) moxe ByTtn nepetBopeHa Ha cnonyku copmynu (l) BignosigHO [0
cnocoby, onncaHoro Ha cragii 3, Ansa yrBopeHHs cnonyk popmynu (VII).

Crapia 7:

Cnonyka gopmynu (V) moxe OyTn nepetBopeHa Ha cnonyku gopmynu (IX) wnaxom aMmiHyBaHHS
Opomigy 3 BMKOpPUCTaHHAM [pKeperna amoHilo (Hanpuknag, rigpokcuay amoHilo) B MPUCYTHOCTI
nepexigHoro meTany (Hanpuknag, cynbdaty Migi(ll)) B TakoM po3uMHHMKY, sik Boga. Cronyku
dopmynu (IX) moxyTb 6yT BUAINEHI Ta OYMLLEHI 3BUHANHUMKU cnocobamu.

Crapis 8:

Crnonyka dopmynu (IX) moxe Oyt nepetBopeHa Ha cnonyku cdopmynu (X) BignosigHO A0
cnocoby, onmucaHoro Ha ctagii 2, Ans yTBopeHHs cnonyk coopmynu (VI).

Crapisa 9:

Crnonyka copmynun (X) moxe 6ytu nepertsopeHa Ha cnonyku cdopmynu (VII) BignosigHo o
cnocobiB, onucaHunx Ha cTagii 3 Ana yTBopeHHsi cnonyk chopmynu (V1) 3 BUKOpUCTaHHAM apunranigis
abo reTepoapwvnranigis (Hanpwknag, 5-6pomnipuaunHy) R*-X Ta HeoGOB’s3kOBO ankinranigis a6o
ankintpudnaris R3-X.

Cragia 10:

Cronyka dopmynu (XI) moxe 6yTM nepeTBopeHa Ha cnonyku copmynu (l) BignoeigHo [0
cnocobiB, onucaHux Ha ctagii 4 ans koHBepcii cnonyk cpopmynu (VII).

Crionyku coopmynu (VI), ae A* nosHauyae CH i A’ nosHauae N Ta R = H aBo Hikumii ankin, siki He
MOXYTb OyTW CUHTE30BaHi, Sk noka3aHo Ha Cxemi 3 Ta B 3aranbHin meTogouui 3, MOXyTb ByTu
ofepXaHi, Hanpuknaga, 3 KOMepLUinHO AOCTYNHUX MPOMIKHUX cnonyk copmynu (VIa), sk nokasaHo Ha
Cxewmi 4 Ta B 3aranbHin metoauli 4.

Br O O
OKHCHEHHS
H)\HL o~ R Hyxneodinphe zamimerno Mo’ R
o

NN NN
1/ (Via) T v

;
P R

Cxema 4

3aranbHa metoauka 4:

BukopncToBylouM €K BWXiOHI CMOMyKM KOMEpLUiAHO AOCTYMHi 5-6pomo-2-meTuntionipyumignH-4-
kap6okcunatn copmynu (VIa), npomixHi cronyku copmynm VI, ge R' nosHauae ankokcu a6o
HeOoDOB’A3KOBO 3aMilLleHUI amiH, MOXyYTb ByT ogepxaHi y Takui cnocio:

i) OKACHEHHSI METWUMATIO TPynu 3 BUKOPUCTAHHAM OKUCHWMKA (Hanpwknag, 3-xrnopnepbeH30nHoi
KMCNOTW) B OpraHiyHOMY  PO3YMHHUKY  (Hanpuknag, AguxnopmetaHi) 3  OpMyBaHHSM
METUNCYNbMOHINBHOT rpynu

i) HykneodinbHe 3aMilleHHs METUNCYNbMOHINBLHOI rpynn KUCHEBMMKM abo  a30THMMM
Hykneodinamu (Hanpwuknag, ankinamiH abo ankincnupTt) B OpraHiYyHOMY PO3YMHHUKY (Hampuknag,
AVXINOpMETaHi) 3 ogepXaHHAM NPOMiKHUX crnonyk (V).

Lli npombkHi cnonykM MOXyTb OyTW 3rogom MNepeTBOpeHi Ha crnonyku saranbHoi cdopmynu (1)
LUAISAXOM 3aranbHUX METOAMK, ONMUCaHNX BULLE.

Oesii 3amichukm rpyn R, R% R® R* ta R® MoxyTb 6yTV peakuiiiHO34aTHUMMU B MOCHiAOBHOCTI
peakuiii, onnucaHux BuLe, i MOXYyTb MnoTpebyBaTn 3axMCTy CTaAHAAPTHUMMU 3aXMCHWMMW rpynamu,
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BiJOMMMW B PiBHI TeXHikM. Hanpuknag, amiHO Ta rigpokcu rpynu MOXyTb OyTW 3axuULLEHi K aueTUNbHI
abo TpeT-OyToKCMKapOOHINbHI NOXiaHI. ANbTepHaTUBHO, AesKi 3aMiCHUKU MOXYTb OyTW oaepxaHi 3
iHLMX 3aMiCHMKIB Yy KOHLi MOCMigoBHOCTI peakuin. Hanprknag, MoXHa CUHTEe3yBaTu Cnonyky hopmynm
|, WO Hece HiTpo-, eTOKCUKapPOOHINbHUIA, edpipHU abo cynNbGOKNCIIOTHUIA 3aMiCHUK Ha rpynax R, R?
R®, R* ta R®, npu LbOMY 3a3HaueHi 3aMiCHUKM 3PELUTOI0 NEPETBOPIOIOTL HAa aMiHO- (Hanpuknag,
BiQHOBNEHHSIM HiTporpynn abo BiALWENNeHHsM MpUAATHOI aMiHO3axMCHOI rpynu  (Hanpuknag,
BuaaneHHs Boc rpynu gogaBaHHaAM TOY)), ankinamiHo- (Hanpuknag, BiAHOBHUM aMiHYBaHHSAM
amMmiHorpynu), paiankinamiHo- (Hanpuknag, ankinyBaHHAM amiHOrpynu, BIQHOBMNEHHSIM MpuUAaaTHOI
aumnamiHorpynu aniomMorigpuaom nitito abo 3a gonomoroto peakuii Ewsannepa-Knapka 3 npugatHoto
amiHO- abo ankinamiHorpynot), aumMnamiHo- (LUMNsSXOM YTBOPEHHS amigy 3 aMiHOrpynu, Hanpuknag, 3
npugatHuMmn auunranigamm abo 3 npugaTHUMKM KapOoOHOBUMMK KucnoTamu nicnsa ix aktueauii CDI,
EDC i T.4.), ankincynbdoHinamiHoBun (Hanpuknag, LWnAsSxXoM  peakuii  amiHorpynu 3
cynboHinxnopugamu), apuncynb@OoHiNaMmiHOBUN 3aMiCHUK (Hanpuknag, peakuieto amiHorpynu i3
cynboHinxnopugamu), rigpoKCUnbHUA  (BigWENnneHHaM NpuMaaTHOI  MiAPOKCM3aXMCHOI  rpynu
(Hanpvknag, BuaaneHHaM LWASXOoM rigporeHonidy 6eHannoBoro egipy abo OKMCHUM BifLLENNeHHAM M-
MeTokcmbeHsunoBoro ediipy), edpipHun (Hanpuknag, cuHTe3om edipie no BunbaAmcoHy 3
rigpokcurpynn) abo kapbokcaMigHWA  3aMiCHMK  (Hanpuknag, LWrsxoM YTBOPEHHs amigy 3
kapbokcurpynu 3 npugatHAMKM aMiHamun Micnst akTyMBauii rpynu KapOOHOBOI KMCMOTKM 3a OOMOMOro
CDI, EDC i T1.5. abo nepeTBOpeHHAM Ha XxmnopaHrigpua), abo Ha cynbgoHamigHi 3amiCHMKM 3a
AOMOMOrOK CTaHAapTHUX CnocobiB.

Bce peakuii 3BM4anHO NpoBoASATLCH B MpUMAaTHOMY PO3YMHHMKY Ta B aTtmocdepi aproHy abo
asoTy.

BignoBigHi KMCNOTHO-aAMTUBHI cONi MOXYTb BYTW ogepaHi cTaHAapTHUMK cnocobamu, BioOMUMU
KBaniikoBaHMM B piBHi TeXHikn axiBuaMm, Hanpuknag, PO34MHeHHAM cnonykn dopmynu (1) B
npuaaTHOMY PO3YMHHUKY, TakoMy $K, Hanpuknag, giokcaH abo TI®, Ta gogaBaHHAM npuaaTHOI
KinbkocTi  BignosigHoOi kucnotu. [MpoaykTM peakuii 3BMYaMHO ouuwialTb  inbTpauieto abo
xpomaTtorpadieto. NMepeTBopeHHs crnonykn dopmynu (1) Ha apmaueBTUYHO NPUAHATHI NYXHi Coni
Moxe OyTu npoBefeHe LWnaxom obpobKM Takoi cnonyku HeobxigHum nyrom. OgHMM 3 iCHYHO4MX
cnocobiB YTBOpPEHHS TaKWX CONew €, Hanpuknag, AoAaBaHHs 1/n ekBiBaneHTiB OCHOBHOI COMi, TaKoi
Kak, Hanpwuknag, M(OH),, oe M no3Hayae meTann abo KaTiOH aMOHil0 i N NO3Ha4aE KiNbKiCTb
riApOKCUA-aHIOHIB, 4O PO3YMHY CMOMNYKU B NpUOATHOMY PO3YUMHHUKY (Hanpuknag, etaHorni, Cymilli
BOAa-eTaHon, Cymiwi TeTparigpodypaH-Boga) Ta BuAaneHHs po3yYMHHMKA eBanopauieto abo
niodginisadieto.

MepeTBopeHHs cnonyk dopmynu (1) Ha dapmaueBTUYHO NPUMHATHI edipy Moxe nposoauTMCS,
Hanpuknag, obpobkoi npuaaTHOI KapboKcMrpynu y cknagi MONekynu npuaatHUM CnupTom 3
BUKOPUCTAHHSAM, Hanpuknag, peareHTy KOHAEeHcaUii, Takoro SK ©eH3oTpmason-1-
inokcuTpuc(gumeTtunamiHo)docdoHito rekcadptopdocdar (BOP), N,N-guuuknorekcunkap6ogiimig
(DCC), N-(3-gumeTtunamiHonponin)-N’-etunkapbogiimigy rigpoxnopug (EDCI) abo O-(1,2-gurigpo-2-
okco-1-nipugun)-N,N,N,N-TeTpameTunypoHii-tetpacdptopbopat (TPTU), abo npsmot peakuielo 3
npuaaTHUM CNUPTOM B KUCIIOMY cepefoBuWLLi, SK Hanpuknag, B NPUCYTHOCTI CUIbHOI MiHeparnbHOT
KMCNOTKN, Takoi SIK COMsiHA KUCMOTa, cipyaHa kucnota Towo. Cnonyku, Wo MaloTb TgpoKcurpyny,
MOXYTb GYTW NepeTBOpeHi Ha edbipy 3 NpuaaTHUMM KACNOTaMK aHanoriyHMmMm cnocobamum.

Y ToMmy CTyneHi, B sKOMy X ogepXaHHS He onucaHe y npuknagax, cnonyku dopmynum (I) Tak camo
AK i X NPOMiIKHI MPOAYKTW, MOXyTb OyTW ofepxaHi BignoBiAHO [0 aHamnoriyHMx mMetoaiBs abo
BigNOBIOHO OO cnocobiB, BUKNaAeHuX BuLe. BuxigHi cnonyky anst peakuin € KoMepLiiHO AOCTYNMHUMN,
BiJOMUMMK 3 pIBHA TexHikn abo MoxyTb B6yTn ogepxaHi cnocobamu, BiJOMUMW B PiBHI TEXHikn, abo
aHanoriyHNMm im.

Kak onvcaHo Buule, 6yno BCTAaHOBMEHO, O HOBi CMOMYKM 3riAHO 3 AAaHWM BUHAaxXodoM iHribyoTb
aktmHicTb PDE10A. Cnonyku 3rigHO 3 AaHMM BUHAxXoOOM TaKOX MOXYTb 3acTOCOBYBaTUCH $K
CaMOCTIiliHO, TakK i B KOMOiHaUii 3 iHWUMK NikumKn, Ana nikyBaHHA Ta/abo NpodinakTukM 3axBopoBaHb,
Ha ki gitoTb iHriGitopy PDE10A. Lli 3axBoptoBaHHs BKMYaloTb, 63 OOMeXeHHs, Oesiki MCUXIiYHi
3axXBOPIOBaHHSA, Taki SK WN30dpeHisi, NO3UTUBHI, HEraTUBHI Ta/abo KOTHITMBHI CMMNTOMM, 3B’si3aHi 3
wmn3odgpeHieto, GpenoBuin posnag abo MCUXiYHI po3nagW, BUKMUKaHI XIMIYHUMK peyvyoBUHaAMW,
TPUBOXHI  po3nagu, Taki K MaHiYHMA po3nag, O0OCecUMBHO-KOMMYNbCUBHUIA po3nag, rocTpui
cTpecoBuin po3nag abo reHepanisoBaHU TPMBOXHMI po3naf, HapKOMaHisl, pyxoBi posnagu, Taki sk
xBopoba [lapkiHcoHa abo CMHOPOM HECMOKIMHUX Hir, po3nagu AediunTy KOTHITMBHOCTI, Taki siK
xBopoba AnburerMmepa abo cyauHHa [gemeHuisi, adekTMBHI po3nagu, Taki gk genpecis abo
OinonsipHun  posnad, abo MNCUMXOHEBPOSOriYHI  3aXBOPIOBAHHA, Taki K MNCUMX03, CUHOPOM
rinepaktMBHocTi 3 pgedoiuntom yBarm (COBIN) abo 3B’A3aHi 3 HMM po3nagu yearu. |HwWumm
3axXBOPIOBaHHAMM € fiabeT Ta 3B’si3aHi 3aXBOPIOBAHHSA, Taki AK iHCyNiHHe3anexHuin LykpoBui giaber,
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HenpoaereHepaTUBHI 3axBOPIOBAHHA, Taki sk xBopoba Anburenmepa, XxBopoba XaHTUHITOHA,
xBopoba lMapkiHCOHa, po3CisHWIA CKIepos, IHCYNbT abo ypaXKeHHSA ONMOPHO-PYXOBOro anapary, ConiaHi
NyxXJSIMHW Ta reMobnacTo3un, Taki ik HUPKOBO-KIITUHHA KapuuHoma abo pak rpyau.

TakuM 4YMHOM, AaHW BUHaXig TaKOX CTOCYETbCA hapMaueBTUYHMX KOMMO3MWUIW, L0 MICTATb
CMOMyKK, SIK ONMCaHO BULLIE, Ta dapMaLEeBTUYHO NPUIAHATHI HOCIT abo ag'toBaHTw.

[aHun BUHaxig, aHanori4yHo, OXOMMHE CMONYKN, SIK ONUCaHO BULLE, AN 3aCTOCYBaHHSA SK
TepaneBTUYHO aKTUBHI pe4OBMHM, 0COBNMBO, Ik TEPANEBTUYHO aKTMBHI PeYOBUHM AN NiKyBaHHSA abo
npodinakTKn 3aXBOPIOBaHb, WO MoayntoThes iHribitopamu PDE10A, 3okpema, sik TepaneBTUYHO
aKTUBHI pe4yoBMHU ANs NiKyBaHHA abo NpodinakTUKM NCUXIYHUX 3aXBOPOBaHb, LUN30GPEHIT,
NO3UTUBHUX, HEraTUBHUX Ta/abo KOrHITUBHMX CUMMTOMIB, acoLiioBaHmMX 3 Wn3odpeHieto, bpegosoro
posnagy, NCMXiYHMX po3naaiB, BUKIIMKAHMX XiMIYHUMK pedOBMHAMM, TPUBOXHMX pPO3nagiB, NaHivyHoro
posnagy, 06cecnBHMX/KOMNYNbCUBHUX PO3NnagiB, rOCTPOro CTPECOBOro po3naay, reHepanisoBaHoro
TPMBOXHOIO po3raay, HapkoMaHii, pyxoBux po3nagis, xsopobu MapkiHcoHa, CMHAPOMY HECMOKINHNX
Hir, po3nagy aediunTy KOrHiTUBHOCTI, XBOpobu AnbLrerimepa, CyauHHOT AeMeHLiT, acheKTUBHUX
po3napie, genpecii, 6inonsipHoro pos3nagy, NCUXOHEBPOSIONiYHNX 3aXBOPIOBaHb, NCUX03Y, CUHOPOMY
rinepakTMBHOCTI 3 AediuMTOM yBaru, posnagie yBaru, LyKpoBoro giabeTty Ta 3B’si3aHUX 3 HUM
3aXBOPHOBaHb, iHCYNIHHE3aNEeXHOro LyKpoBOro giabeTty, HempoaereHepaTUBHUX 3aXBOPIOBaHb,
XBOPOOM XaHTUMHITOHA, PO3CISIHOTO CKIepoa3y, iHCYIMbTY, ypaXKeHb OMOPHO-PYXOBOro anapary,
conigHUX NyxnuH, remobnacTosiB, HUPKOBO-KITITUHHOT KAPUMHOMM Ta paky rpyaen.

B iHWIOMY BTiNEeHHi gaHun BUHaxig CTOCYETbCS CnocobiB TepaneBTUYHOro Ta/abo
NpodinakTMYHOro MiKyBaHHS 3axBOPIOBaHb, MOAYbOBaHuWX iHribiTopamn PDE10A, 3okpema ans
TepaneBTMYHOro Ta/abo NpPoiNakTMYHOro NikyBaHHSA MNCUXIYHNX 3aXBOPIOBaHb, LUNM30MPEHIi,
NO3NTMBHUX, HEFATUBHUX Ta/abo KOTHITUBHMX CUMMTOMIB, acOLiNOBaHUX 3 LUN30dpeHieo, bpeaoBoro
posnagy, NCUXiYHMX po3nagiB, BUKIIMKAHMX XiMIYHMMU PEYOBMHAMU, TPUBOXHUX PO3Nnagis, NaHiyHOro
posnagy, rocTporo CTPeCOBOro po3nagy, reHeparnizoBaHOro TPMBOXHOIO po3naay, HapKkoMaHii,
pyxoBuX poanagiB, Xxopobu NMNapkiHcoOHa, CMHAPOMY HECMOKINHMX Hir, po3nagy aediunTy
KOFHITUBHOCTI, XBOpoOM Anburenmepa, CyauHHOT aeMeHLUii, adeKTUBHMX po3nagis, Aenpecii,
binonsapHoro poanagy, NCMXOHEBPOJIONYHMX 3aXBOPHOBaHb, NCUX03Y, CUHAPOMY TiNepakTUBHOCTI 3
aediunTom yBaru, po3nagis yearu, LykpoBoro giabeTy Ta 3B’a3aHMX 3 HUM 3aXBOpPHOBaHb,
iHCYniHHE3aneXxHoro LykpoBoro fiabeTy, HelmpoaereHepaTUBHNX 3aXBOPOBaHb, XBOPOOU
XaHTUHITOHA, PO3CIHOMO CKIEpPo3y, IHCYNbTY, YpaXKeHb OMOPHO-PYXOBOro anapary, CONigHUX MyXIvH,
remobnacTosis, HUPKOBO-KNITMHHOT KapLUMHOMM Ta paky rpyaen, npuy LboMy crnocib Bkroyae BBeAeHHS
CMONYyKW, SIK BU3HA4YEHO BULLE, NMOAMHI abo TBapuHI.

[aHunii BUHaxig TakoX OXOMNSKE 3aCTOCYBaHHSA CNONYK, K BUSHAYEHO BULLE, AN TEpaneBTUYHOro
Ta/abo npoinakTMYHOro nikyBaHHA 3aXBOPIOBaHb, MOAYNboBaHUX iHribiTopamu PDE10A, 3okpema
Ansi TepaneBTUYHOro Ta/abo NpodinakTUYHOro NikyBaHHSA NCUXiYHMUX 3aXBOPIOBaHb, LUN30MPEHIT,
NO3NTMBHUX, HEFATUBHUX Ta/abo KOTHITUBHUX CUMMTOMIB, aCOLiNOBaHUX 3 LUN30dpeEHien, OpeaoBoro
posnagy, NCUXiYHMUX po3nagiB, BUKNNMKAHMUX XiMIYHUMU pedOBMHaAMMU, TPUBOXHUX pPO3nagiB, NaHivyHoro
po3nagy, rocTporo CTpecoBOro po3nagy, reHeparnizoBaHoro TPUBOXHOIO po3nagy, HapkoManii,
PYyXOBMX po3nagiB, XxBopoou MapkiHCOHa, CMHOPOMY HECMOKIVHMX Hir, po3nagy aediunty
KOTHITMBHOCTI, XBOpoOU AnbLreriMepa, CyguUHHOI AeMeHLii, adeKTUBHUX po3nagiB, Aenpecii,
BinonspHoro poanagy, NCMXOHEBPOIONYHUX 3aXBOPIOBAHb, NCUX03Y, CUHAPOMY TiNepakTUBHOCTI 3
aediumTom yBaru, po3nagis ysaru, LykpoBoro giabeTy Ta 3B’a3aHuX 3 HUM 3aXBOpPHOBaHb,
iHCYniHHE3anexHoro LykpoBoro fiabeTty, HempogereHepaTVBHNX 3aXBOPIOBaHb, XBOPOOY
XaHTUHITOHA, PO3CIAHOrO CKIepoa3y, IHCYNbTY, ypaXKeHb ONMOPHO-PYXOBOro anapary, COMigHMUX MyXJIWH,
remobnacTtosiB, HUPKOBO-KNITMHHOI KapUUHOMM Ta paky rpyaen.

[aHni BMHaxig TakoX CTOCYETbCS 3aCTOCYBaHHS CrMOJSYK, SIK OMUCAHO BULLIE, 47151 BUTOTOBIEHHS
nikapcbkux 3acobiB Ans  TepaneBTUYHOrO Ta/abo npodinakTMYHOro mikyBaHHS 3axBOPHOBaHb,
MoaynboBaHux iHribitopamm PDE10A, 3okpema Ans TepaneBTUYHOro Ta/abo npoginakTuyHOro
NiKyBaHHA MCUXIYHMX 3aXBOPIOBaHb, LWM30MpPEHil, MO3UTUBHUX, HeraTMBHMX Ta/abo KOTHITUBHUX
CMMNTOMIB, acouifioBaHMx 3 WM30dpeHieto, OpegoBoro posnagy, NCUXiYHUX Po3nagiB, BUKITMKAHUX
XiMIYHHUMW pevoBUHAMM, TPUBOXHMX pO3nagiB, MaHiYHOro posnagy, rocTporo CTPecoBOro posnagy,
reHepanisoBaHoOro TPMBOXHOIO po3nagy, HapkoMaHii, pyxoBWX po3nagiB, XxBopobu [MapkiHcoHa,
CYHOPOMY HECMOKIVHMX Hir, po3naay AediuuTy KOrHITUBHOCTI, XBOpoOuM Anburerimepa, CyAWHHOI
AeMeHUji, adekTBHMX poanagis, Adenpecii, 6GinonapHoro poanagy, MNCUXOHEBPOJIOTiYHMX
3axBOploBaHb, MCUXO3Y, CUHOPOMY rinepakTUBHOCTI 3 AediuMToM yBarm, posnagis ysaru, LlyKpOBOro
piabeTy Ta 3B'A3@HMX 3 HMM  3axXBOPKOBAHb, iHCYIIHHE3ANEeXHOro  LyKpoBOro aiabety,
HempodereHepaTUBHMX 3axXBOPKOBaHb, XBOPOOW XaHTUHITOHA, PO3CIAHOrO CKINEeposy, iHCYMbTy,
ypaXeHb OMOPHO-PYXOBOro anapaTy, COMigHMX MyXJIMH, remMobnactosiB, HMPKOBO-KNiTUHHOI
KapuMHOMM Ta paky rpyaen. Taki nikapcbki 3acobu MiCTATb CMOMYKM, SIK ONMCaHO BULLLE.
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MpodinakTuka Tta/abo nikyBaHHsS LUM30MPEHii € KOHKPETHUM MoKas3aHHAM. [pyrum KOHKPETHUM
NnokasaHHaM € npodinaktuka Ta/abo niKyBaHHA MO3UTUBHMX, HeraTMBHUX Ta/abo KOrHITUBHMX
CUMMNTOMIB, acoUiNoBaHUX 3 LLUM30dPEHIELD.

HacTtynHi TecTv npoBogununcsa 3 MeTOK BU3HAYEHHSI aKTMBHOCTI CMOMyK 3a AaHMM BUHAaxXOLOM.
AkTuBHicTb PDE10 cnonyk 3a AaHUM BUHaxo4oM BM3Ha4anu 3 BUKOPUCTaHHSAM cnocoby, OCHOBaHOro
Ha aHanisi cumMHTUnAUIKHOT 6nmsocTi (Scintillation Proximity Assay, SPA), aHanoriyHoMy onucaHomy
paHiwe (Fawcett, L. Ta cnieaBT., ProcNatl Acad Sci USA (2000) 97(7):3702-3707).

AHaniz nosHonaHutorosoro PDE10A niognHn npoBoaunm B 96-nyHKOBUX MIKPOTUTPYBANbHMX
nnaHweTax. 50 mkn peakuinHoi cymiwi mictate 20 MM HEPES pH=7,5/10 mM MgCl,/0,05 mr/mn BCA
(Sigma cat. # A-7906), 50 HM ulM® (Sigma, cat. # G6129) Ta 50 HM [3H]-|_|,FM<D (GE Healthcare, cat.
# TRK392 S.A. 13,2 Ki/mmonb), 3,75 HrinyHky ¢depmeHta PDE10A (Enzo Life Science, Lausen,
Switzerland cat # SE-534) 3 abo 6e3 iHaMBigyanbHUX TecToBaHMX cnonyk. [1na ogepxaHHsa AaHux ans
po3paxyHkiB KOHLUeHTpauii iHribiTopa, wo 3abesneyye 50 % edEKTUBHICTb, BUKOPMUCTOBYBANM
Jianas3oH KOHLUeHTpauin noteHuinHoro iHribitopa (Hanpuknag, ICsp, KOHUEHTpaLiss KOHKYPEHTHOro
iHrioyBaHHs aktmBHocTi PDE10A Ha 50 %). HecneundiyHa akTuBHICTb TecTyBanacsi 3a BiACYTHOCTI
depmeHTa. Peakuito 3anyckanu gogaBaHHsaM po3ymHy cyoctpaTy (uFrM® Ta [3H]-L|,I'M<D) Ta 3anuwanu
ansa npotikaHHs Ha 20 XBUAWH Npw KiMHATHIM TemnepaTypi. Peakuito 3ynuHanu gogaBaHHAaM 25 MKn
cumHTUNALiIMHMX Kynbok YSi-SPA (GE Healthcare, cat. # RPNQO0150) B 18 MM po3uuHi cynbdaTty
UUHKY (cTon-peareHT). Yepes 1 rod. CTpyLyBaHHS, MAAHLWETN LeHTpudyryBanu OfgHy XBUIMHY Npwu
170xg ans ocamkeHHs Kynbok. Ogpasy nicnsa uporo 6yB NpoBeaeHuin NigpaxyHOK pagioakTUBHOCTI Ha
nnaHweT-pnaepi Perkin EImer TopCount Scintillation.

Cnonyku BignosigHo o cdopmynu (1) maoTb 3HaveHHs ICso Hkde 10 MKM, 30kpema Huxkye 5
MKM, wWwe KoOHKpeTHiwe, Hwkye 1 MKM. B HacTynHin Tabnuui HaBegeHi faHi aAna  Oeskux
€KCNEePUMEHTIB.

Mpuknag IHridysaHHa PDE10A ICso [MKMORb/N]
1 0,0315
2 0,0046
3 0,0075
4 0,1245
5 0,0052
6 0,0126
7 0,3356
8 0,1396
9 0,149
10 0,2024
11 0,0012
12 0,4952
13 0,2557
14 0,0114
15 0,0107
16 0,0076
17 0,0126
18 0,091
19 0,0087
20 0,0221
21 0,007
22 0,0187
23 0,0878
24 0,0137
25 1,8646
26 0,0283
27 0,0114
28 0,006
29 0,0013

30 0,0342
31 0,0031
32 0,0073
33 0,0031
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Mpuknag IHribyBaHHs PDE10A I1Csq [MkMONb/n]
34 0,0045
35 0,0457
36 0,0032
37 0,0181
38 0,0072
39 0,0082
40 0,0075
41 0,0069
42 0,0081
43 0,0031
44 0,0274
45 0,0171
46 0,0193
47 0,0132
48 0,0083
49 0,0039
50 0,0317
51 0,058
52 0,0082
53 0,0737
54 0,025
55 0,115
56 0,0657
57 0,0021
58 0,0011
59 0,0844
60 0,2316
61 0,0013
62 0,0939
63 0,087
64 1,1056
65 0,0014
66 0,0478
67 0,0042
68 0,0033
69 0,0041
70 0,0021
71 0,0564
72 0,0042
73 0,0189
74 0,0073
75 0,0088
76 0,0079
77 0,0034
78 0,002
79 0,0296
80 0,1049
81 0,0004
82 0,0585
83 0,0055
84 0,0019
85 0,0245
86 0,2153
87 0,1796
88 0,5713
89 0,0005
90 0,0004
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Mpuknag IHribyBaHHs PDE10A I1Csq [MkMONb/n]
91 0,0275
92 0,0064
93 0,0043
94 0,3915
95 0,0018
96 0,096
97 0,0011
98 0,0004
99 0,0026
100 0,0025
101 0,0015
102 0,0163
103 0,0587
104 0,0113
105 0,0011
106 0,0026
107 0,1174
108 0,0397
109 0,0189
110 0,0006
111 0,015
112 0,0796
113 0,0016
114 0,0011
115 0,1709
116 0,0045
117 0,0268
118 0,0897
119 0,0045
120 0,0004
121 0,0058
122 0,0453
123 0,0096
124 0,0021
125 0,0056
126 0,122
127 0,0085
128 0,0013
129 0,006
131 0,0014
132 0,0169
133 0,0067
134 0,0215
135 0,0066
136 0,0036
137 0,0587
138 0,0249
139 0,0116
140 0,003
141 0,0035
142 0,0011
143 0,0233
144 0,0021
145 0,0029
146 0,0017
147 0,0012
148 0,0144
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Mpuknag IHribyBaHHs PDE10A I1Csq [MkMONb/n]
149 0,0015
150 0,0085
151 0,0027
152 0,0034
153 0,0161
154 0,0025
155 0,0127
156 0,0112
157 0,0322
158 0,0008
159 0,0004
160 0,0029
161 0,0128
162 0,1243
163 0,0062
164 0,0052
165 0,0022
166 0,3352
167 0,0044
168 0,0329
169 0,0223
170 0,0889
171 0,0028
172 0,0129
173 0,0195
174 0,0148
175 0,025
176 0,027
177 0,0002
178 0,0001
179 0,1484
180 0,0055
181 0,0004
182 0,0035
183 0,0003
184 0,1618
185 2,6868
186 0,0082
187 0,0638
188 0,0517
189 0,1438
190 0,024
191 0,4701
192 0,0031
193 0,0117
194 0,0055
195 0,0164
196 0,022
197 0,0039
198 0,0025
199 0,0062
200 0,4256
201 0,0115
202 0,0038
203 0,0338
204 0,0525
205 0,0901
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Mpuknag IHribyBaHHs PDE10A I1Csq [MkMONb/n]
206 0,0122
207 0,0011
208 0,0013
209 0,0037
210 0,0005
211 2,6545
212 0,0812
213 0,0007
214 0,001
215 0,0005
216 0,0008
217 0,0113
218 0,0052
219 0,0523
220 0,0023
221 0,0049
222 0,0425
223 0,0184
224 0,0181
225 0,0005
226 0,0543
227 0,0641
228 0,038
229 0,0126
230 0,1179
231 0,0417
232 0,004
233 0,0249
234 0,0773
235 0,034
236 0,0068
237 0,0934
238 0,0523
239 0,0477
240 0,1908
241 0,0286
242 0,0693
243 0,0014
244 0,0002
245 0,0359
246 0,4252
247 0,29
248 0,0081
249 0,0268
250 0,0159
251 0,1371
252 0,0058
253 0,0159
254 0,0317
255 0,0029
256 0,0033
257 0,0671
258 0,1758
259 0,0018
260 0,0016
261 0,0035
262 0,0007
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Mpuknag IHribyBaHHs PDE10A I1Csq [MkMONb/n]
263 0,0543
264 0,0032
265 0,0206
266 0,012
267 0,007
268 0,0149
269 0,0127
270 0,0533
271 0,0004
272 0,0085
273 0,0003
274 0,0004
275 0,0004
276 0,0122
277 0,0027
278 0,0019
279 0,0069
280 0,0035
281 0,0006
282 0,002
283 0,0011
284 0,028
285 0,0193
286 0,0432
287 0,0151
288 0,0008
289 0,024
290 0,0028
291 0,0312
292 0,0007
293 0,006
294 0,0193
295 0,0023
296 0,0039
297 0,0041
298 0,0078
299 0,0003
300 0,0167
301 0,0004
302 0,001
303 0,368
304 0,1434
305 0,0045
306 0,0014
307 0,0686
308 0,0009
309 0,0011
310 0,0098
311 0,0205
312 0,0008
313 0,052
314 0,0343
315 0,0111
316 0,0241
317 0,0027
318 0,0046
319 0,0155
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Mpuknag IHribyBaHHs PDE10A I1Csq [MkMONb/n]
320 0,0863
321 0,0006
322 0,0017
323 0,0359
324 0,0011
325 0,3353
326 0,0027
327 0,0018
328 0,0004
329 0,0029
330 0,0011
331 0,0031
332 0,0128
333 0,6908
334 0,0022
335 0,0008
336 0,0053
337 0,1262
338 0,0021
339 0,0493
340 0,2504
341 0,028

Cnonyku coopmynu (1) Ta/abo ix dhapmaLeBTUYHO NPUAHATHI COMi MOXYTb 3aCTOCOBYBaTUCH AK
nikapcbki 3acobu, Hanpuknaa, y popmi hapmaueBTUYHNX NpenaparTiB A4S eHTepanbHoro,
napeHTepanbHoro abo MicLLeBOro npuaHaveHHs. BoHn MoxyTb BBOOUTUCS, HAMpUKNaga, nepoparnsHo,
Hanpuknag, y dopMi TabrneTok, NOKpUTMX 0BONMOHKOK TabneTok, Apaxe, TBepaAnx Ta M'sKnx
)KenaTUHOBUX Karncyr, PO34uHiB, eMYNbCit ab0 CyCNeHsiNn, pekTanbHo, Hanpuknaga, y gopmi
Cyno3uTopiiB, MapeHTeparnbHo, Hanpuknaga, y opMi po3unHiB Anis iH’ekuin abo CycneHsin Ym po3ymHiB
Ansi iHgysii, abo MicueBo, Hanpwknag, y hopmi masen, kpemis abo macern.

BrvpobHuuTBO hapmaueBTUYHMX npenapatiB Moxe OyTu 3piicHeHe cnocobamu, ski gobpe
3HavioMi Byab-akomy kBanicikoBaHOMY daxiBLIO, LUNSXOM NepeBegeHHs onMcaHux cnonyk opmynu |
Ta/abo ix papMaLEeBTUYHO NMPUNHATHUX CONEn, HEOBOB’A3KOBO, B KOMOIHALT 3 iHLIMMK TepaneBTUYHO
UiHHMMK peyvoBMHaMK, B hbOpMy raneHoBuUX MpenapartiB Ons BBEOEHHA pas3oMm 3 npuaaTHUMU
HETOKCUYHUMMW iHEPTHMMM TePaneBTUYHO CyMiCHMMMK TBepAMMUK abo pigkMMn maTtepianamm-HoCiaMu i,
AKLLO HeobXigHO, 3BMYaHMMK (bapMaLeBTUYHMMY aa'toBaHTaMM.

MpngaTHUMKM MaTepianamMmu-HOCIIMU € He TifTbKWM HeopraHiyHi MaTepianu, ane TakoX i opraHiyHi
MaTepianu-Hocii. Tak, Hanpuknag, nakTo3a, KyKypyas3sHul Kpoxmanb abo Woro noxigHi, Tanbk,
cTeapvHoBa kucriota abo 1i coni MOXyTb OyTU BMKOPWUCTaHi sik MaTepianu-Hocii ana TabneTok,
NMoKpUTMX ODONOHKOK TabneTok, Apaxe Ta TBEpPAUX KenaTUHOBUX Kancyn. [puaatHumu
MaTepianaMmmn-HociIMN Ana M'SKUX XenaTuHOBUX Kancyn €, Hanpuknazg, POCAuWHHI Onii, BOCKK, Xupu Ta
HaniBTBepai abo pigki nonionu (B 3anexHocTi Big NPUPOAV akTUBHOTO iHFPeAieHTa, ogHaK, HOCIn Moxe
OyTn HenoTpibHMM y BUNAAKy M’SKMX XXenaTUHOBUX Kancyn).

MpugatHMMK maTtepianamu-HOCIIMM AN BUPOOHULTBA PO34YMHIB Ta CUPONIB €, HANpuKnaa, BoAa,
nonionu, caxaposa, iHBEPTOBaHW caxap Ta aHanoriyHi pevoBuHW. [lMpugaTtHUMKM MaTepianamu-
HOCIAMW ANS iH’EKLINHNX PO3YMHIB €, HAMpUKNaa, BOAa, CIMpTW, NOMionu, rmiuepuH Ta POCIUHHI Offii.
MpugatHMMK MaTepianamu-HoCIAMM AN Cyno3uTopiiB €, Hanpuknag, HatypanbHi abo rigporeHoBaHi
Macna, BOCKW, XWpW Ta HanieTBepai abo pigki nonionu. MpuaaTHuMM MaTtepianammu-Hocismu ans
MicueBux npenaparTiB € rniuepuan, NONyCUHTETUYHI Ta CUHTETUYHI rniLepuaun, rigporeHoBaHi macna,
piaKi BOCKW, pigki napadiHun, pigki XX1UpHi cnnpTn, CTeponu, NonieTUNeHrnikoni Ta noxigHi Lentonosu.

Ak 3BMYalHi  papmaueBTMYHI  ag’toBaHTU  MOXYTb  BUKOpPUCTOBYBaATUCS  cTabinizatopw,
KOHCEpBaHTW, 3BOSOXYBaYi Ta eMyrnbratopu, 3acobu Ans noninweHHs OAHOPIAHOCTI, apoMaTun3aTopu,
coni Ans 3MiHM OCMOTUYHOTO TUCKY, BydepHi peHOBUHW, PO3YMHHUKN, BAaPBHUKK i MackyBarbHi areHTu
Ta aHTUOKCUOAHTWN.

HosyBaHHa cronyk c¢opmynu (I) mMoxe BapiloBaTM B LUMPOKMX MeXax B 3anexHOCTi Bif
3axBOPIOBaHHSA, BiKy Ta iHOUBIOYanbHUX OCOGNMBOCTEN MauieHTiB Ta cnocobiB BBEOEHHS i, 3BUYANHO,
Oyge nigbupatucsa BigNOBIAHO OO iHAMBIAyanbHUX BMMOI B KOXHOMY KOHKPETHOMY Bunagky. [ns
AOPOCNUX NauieHTIB MOXE BMKOPUCTOBYBATUCS OEHHA A03a B Mexax Big npubnusHo 0,1 go 2000 wr,

50




10

15

20

25

30

35

40

UA 108105 C2

ocobnueo, npmbnuaHo Big 1 oo 500 mr. B 3anexHOCTi Big TSPKKOCTI 3axXBOPHOBaHHS Ta TOYHOrO
hapMaKkoKiHETUYHOro Npochinio, cnonyka Moxe BBOAUTUCHA Yy BUrNsai ogHiel abo AeKinbkoX AeHHUX
OAVHULb O03yBaHHSA, Hanpuknag, Big 1 4o 3 ogMHULBL O03yBaHHS.

dapMaueBTUYHI npenapatyv Ans 3py4HocTi Mictatb Gnmabko 0,1-500 mr, 3okpema 1-200 mr
cnonyku dopmynu (1).

HacTtynHi npuknagu cnyxaTb Ang 6inbLlu geTanbHOI intocTpauii gaHoro BMHaxogy. BoHu, ogHak, He
npusHadeHi Ans obMexxeHHs noro obcsry B 6yab-sKOMy CTYMEHI.

Mpuknagu

A. TpomixHi cnonyku:

A-1: 6-Lmknonponin-3-(nipymignH-5-inamiHo)nipnanH-2-kapboHOBOI KUCNOTK eTunosui edip

r/ﬁ

Na N O
N (@)

_N

| ~

Cragia 1: 3-AMiHO-6-umKknonponinnipnanH-2-kapboHOBOT KNCIOTN eTunosmn edip

o po3uunHy 3-amiHo-6-6pomMnipuanH-2-kapOoHOBOI KUCNOTU eTUNOBOro edipy (ogepxaHoro 3rigHo
US 2006/199960; 1,0 1, 4,08 mmons), bocdaty kanito (3,03 r, 14,3 MMonb), TpULMKorekcundocdiHy
(0,228 r, 0,82 mmoneb) Ta Bogn (1,25 mn) B Tonyoni (25 mn) gogasany LMKNonponindéopoHoOBY KMCNOTY
(0,911, 10,6 mmonb) Ta auetat nanagito(ll) (90 mr, 0,4 mmone). OgepkaHy CycrneHsito nepemiyBanm
npu 100 °C npotdarom 24 roguH. [licns BMNapoBYBaHHS pPO3YMHHMKA, CMoOJlyka, 3a3HadveHa B
3aronoBky, Oyna opgepxaHa nicns xpomartorpadiii Ha cunikareni 3 BUKOPUCTAHHAM rpagieHTa
rentad/eTunauetat y Burnagi xxosTtoro ocagy (0,374 r, 44 %).

MS: M=207,0 (M+H)"

Cragia 2: 6-LUnknonponin-3-(nipumiamH-5-inamiHo)nipnanH-2-kapboHOBOI KMCNOTK eTUNoBUA eqdip

CycneHsito 3-amiHO-6-LpMKnonponinnipuanH-2-kapboHoBOT KMCNoTK etunosoro edipy (763 wmr, 3,7
MMOnb), 5-6pomMnipuguHy (823 wmr, 5,2 mmone), Boamn (140 mkn, 7,8 mmonb) Ta kapboHaty kanito (920
Mmr, 6,7 mmonb) B o-kcunoni (10 mn) nomicTnnm y Bakyym Ta npogynu aproHom. AuetaTt nanagito(ll)
(33 wr, 0,15 mmonb,) Ta 4,5-6ic(andeHindocdiHo)-9,9-gumeTnnkcaHteH (kcaHTtdpoc; 107 wmr, 0,18
MMOMb) AodaBanuy nocrigoBHO B aTMocdepi iHepTHOro rasy i peakuinHy cymiw Harpinu go 140 °C Ta
nepemilysanu nNpoTsaroM Houi. icna oxonomxeHHs OO0 KiMHaATHOI TemnepaTypu, peakuiiHy cymill
po3basunu amxnopmeTtaHoM (15 mn) Ta BiadineTpyBanu. PinbTpaT CKOHLEHTPYBanu nig Bakyymom Ta
OUYUCTUNU  NPOAYKT LWMAXOM XpoMatorpadpii Ha cunikareni 3 BWKOPUCTAHHAM rpafieHTa
rentad/eTunauertaT 3 ofepXaHHAM Crosyku, 3a3HadvyeHoi B 3aronoBky (796 mr, 75,7 %), y Burnagi
CBITMNO-XXOBTOro ocagay.

MS: M = 285,3 (M+H)"

A-2: 6-Uumknonponin-3-(nipumigmH-5-inamiHo)nipuguH-2-kapboHoBa kucnoTa

N

(/jL

Na"SNH O
|\ OH
_N

CycneHnsito  6-uuknonponin-3-(nipyumiguH-5-inamiHo)nipnanH-2-kapboHOBOI  KMCNOTU  €TUIOBOrO
edipy (1,85 r, 6,5 mmonb) 3 npuknagy A-1 B EtOH (15 mn) o6pobunu 1H. NaOH (13 mn). PeakuinHy
CyMill nepemillyBanu Npu KiMHaTHIA TemnepaTypi NpoTAroMm Houi. ['ycTy cycneHsito gosenu o pH 6
popaBaHHAM 1H. HCI. Ocap 3ibpanu cineTpadieto, npomunu EtOH Ta BuCywMnu 3 ogepxaHHAM
npoaykty (1,29 r, 77 %) y Burnagi cipo-6inoro ocagy.

MS: M = 255,0 (M-H)’

A-3: 6-MeTokcumeTun-3-(nipumignH-5-inamiHo)nipnanH-2-kapOoHOBOT KUCNOTU METUNOBUIA edip
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Cragia 1: 5-bpomnipmaunH-2-inmeTaHon

o po3unHy 5-6pomnipuaunH-2-kapboHosoi knucnotu (8 r, 42,1 mmons) B TT® (100 mn) no kpannax
ponasanu 6opaH-gumeTtuncynbdig (16 mn, 168,30 mmons) npu 0 °C. lMicna HarpiBaHHA 0O KiMHATHOI
TeMmnepaTypu, NPOSOBXUNN NepeMilllyBaHHS NpoTsaroM 24 roanH. Po3uuH 3HoB oxonogunu o 0 °C,
noracunn MeOH Ta HarpiBanu 3i 3BOPOTHMM XOMOAWSbHMKOM npoTsaroM 1 rod. PoO3YMHHUMKM
BMganunu, i 3anuwok obpobunn Bogot. BogHy ¢asy ekcTtparyBanu etunauetatoMm i ob6’egHaHi
OpraHiyHi Wwapn npomMuMnn BOAOK Ta COMNbOBMM PO3YMHOM, BUCYLIUNK, BigdinbTpyBann Ta
CKOHLIEHTPYBanu Mpu 3HWKEHOMY TUCKY 3 ogepXaHHaAM 4,76 r (64 %) cnonyku, 3asHadeHoi B
3arofoBKy.

MS: M = 188,0 & 190,0 (M+H)"

Cragia 2: 5-bpom-2-rigpokcumeTtunnipnanH-1-okeng

5-BpomnipngnH-2-inmetaHon (6,0 r, 31,9 mMmonb) po3dunHunu B guxnopmetaHi (80 mmn) Ta
oxonogunu go 0 °C. lMNosinbHO AogasBanu po3ynH 3-xnopnepbeHsonHoil kucnotu (8,26 r, 47,9 mMMonb)
B AvxnopmeTtaHi (20 mn), nboasHy 6aHo 3abpanu nicnsa 3akiHYeHHss AO4aBaHHS, i peakuiiHy Cymill
nepemiwysanu nNpu KiMHaTHIW Temnepatypi npotarom 1 rod. PO3YMHHMK BuMaanunu ta OYMCTUIM
CUPOBUIA NPOAYKT LUNAXOM XpomaTorpaduil Ha cunikareni 3 BAKOPUCTaHHAM eTunaueTaTy, ogepxasLum
3,68 1 (56 %) cnonyku, 3a3Ha4yeHOi B 3arofioBKy.

MS: M = 204,0 & 206,2 (M+H)"

Cragis 3: 5-bpom-2-MeToKCMMEeTMNNipUAnH-1-okena

[o posunHy 5-6pom-2-rigpokcumeTunnipmgnn-1-okengy (6,43 r, 31,5 mmone) B TI® (200 mn)
pogasanu rigpug Hatpito (1,51 r, 63,1 mmons) npu 0 °C, i NOTiM peakuinHy cymill nepemillysanu npu
KiMHaTHIN Temnepatypi npotsarom 1 rog. MNicns oxonogxeHHsa go 0 °C, gogasanu metunoama (2,90
M, 46,6 mmone). TemnepaTypy NiABULWLMIN OO0 KIMHATHOIT TemMnepaTypu i peakuinHy CyMmill Harpinu go
70 °C npotarom 1 rog. MNicna oxonomkeHHs ao 0 °C peakuinHy cymiw noracunm MeOH. Po34mHHMKK
BUAANMUAN Ta OYUCTWUMM CUMPOBUIN NPOAYKT LUMSAXOM XpomaTorpadii Ha cunikareni 3 BUKOPUCTaHHAM
CcyMmili eTunaueTaT/rekcaH sik entoeHTy, ogepxaswm 4,8 r (70 %) cnonykn, 3asHa4yeHOi B 3arofoBky.

MS: M = 218,2 & 220,2 (M+H)"

Cragis 4: 3-bpom-6-MeTOKCMMETUNNIPUANH-2-KapOOoHITpUn

Po3unH 5-6pom-2-meTokcumeTunnipuamn-1-okeungy (5,0 r, 22,7 mmonb), Tpuetunamin (12,7 mn, 91
MMOnb) Ta TpumeTuncuninuiaxigy (9,1 mn, 68,2 mmons) B aueToHiTpuni (10 Mn) HarpiBanu B 3aKpuTi
kon6i go 120 °C npotsirom 18 roguH. Nicnga 3akiHYeHHs1 peakuii, 4O peakuinHoi cymilli joaaBanu Bo4y
Ta BuMganunu aueToHiTpun. CupoBuiA NPOAYKT ekcTparyBanu eTtunauetatom. O6’egHaHi opraHivHi
Lapu NpoMmnnn BOAOK Ta COMbOBMM PO3YMHOM, BUCYLLUNK, BiadinsTpyBanu Ta Bunapunu. Cuposui
NPOAYKT OYMCTUNM  WNAXOM  Xxpomartorpadii  Ha  cumikareni 3  BUMKOPUCTAHHAM  CyMilli
eTunaueTar/rekcaH sk entoeHTy, ogepxaswu 3,0 1 (58 %) cnonyku, 3a3HavyeHoi B 3arofioBky.

MS: M =229,2 (M+H)"

Cragis 5: 3-bpom-6-MeToKCMMETUNNipUAnH-2-kapboHoBa K1croTa

o po3umHy 3-6pom-6-meTokcumeTunnipnamH-2-kapooHitpuny (300 wmr, 1,32 mmonb) B MeOH (6
M) godaBanu po3yuvH rigpokenay kanito (1,48 r, 26,43 mmons) y BoAi (4 mn). Cymiw Harpisanu 3i
3BOPOTHMM XonoaumnbHuUKoM npotarom 3 roavH. MeOH Buganunu nig BakyymMoMm, BOAHWUWA PO3YUH
HeWTpanisyBanu koHueHTpoBaHot HCI Ha xonogi, i cymiw ekcTparyBanu etunauetatom. O6’egHaHi
OpraHiyHi LWapu NnpoMmnnn BoAOK Ta COMbOBMM PO34YMHOM, BUCYLLUNK, BiAdINbTpyBanu Ta BUnapunu.
OpepxaHun npogykr (276 mr, 85 %) BUKOPMUCTOBYBANM Ha HAcCTYMNHI cTagii 6e3 4oAaTKOBOI OYUCTKM.

MS: M = 246,2 & 248,2 (M+H)"

Cragia 6: 3-bpom-6-meTOKCMMETUNNIPUANH-2-KapOOHOBOI KUCITOTN METUNOBUN edip

[o posumHy 3-6pom-6-meTokcumeTunnipuanH-2-kapboHoBoi kucnotn (200 wmr, 0,81 mmornb) B
OeHsoni (4 mn) Ta MeOH (1 mn) noeinbHo gogaBanu Tpumetuncuningiazometad (0,41 mn, 0,81
MMOIb) Mpu KiMHATHIN TemnepaTtypi, i peakuiiHy cymill nepeMillyBanyM MNpoTSAroM 2 TrOAMH.
PO34MHHUKM Braanunu i 3anuwiok ekctparyeanu etunauetatom. O6’egHaHi opraHiyHi wapu npomunm
BOAOIO Ta COMbOBMM PO3YMHOM, BUCYLIMAMW, BiadinbTpyBanu Ta Bunapunu. CupoBuMn NpoaykT
OUUCTUNU LUNAXOM XpomaTorpadii Ha cunikareni 3 BMKOPUCTaHHSAM CyMilli eTunaueTaT/rekcaH K
entoeHTy, ogepxaswmn 158 mr (75 %) cnonyku, 3a3HadyeHoi B 3arofnoBky y BUMMSAI CBIiTNO-KOBTOrO
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mMacna.

MS: M = 260,0 & 262,0 (M+H)"

Cragia 7: 6-MetokcumeTun-3-(nipumMignH-5-inamiHo)nipnamH-2-kapboHOBOT KMCIOTU METUIOBUN
edip

BignosigHo go cnoco®y, onucaHoro Ha crtagii 2 npuknagy A-1 Ta 3 BUKOPUCTaHHAM 5-
aMiHonipnanHy 3amictb 5-6pomnipnaunHy, crnonyka, 3a3HadvyeHa B 3arofioBky, 6yna ogep)xaHa y BUrnsgi
cipo-6inoro ocagy 3 75 % BUxogom.

MS: M = 275,2 (M+H)"

A-4: 2-13onponin-5-(nipymianH-5-inamiHo)nipumianH-4-kapboHOBOI KUCNOTWM METUNOBUN edip

N

f/jL

Ne"SNH O
I\

NN

BS

Cragis 1: 5-bpom-2-ionponinnipumignH-4-kapboHoBa kucnoTta

o nepemiwyBaHoi cycneHasii rigpoxnopuay isobytupamignHy (6,47 r, 47,5 mmonb) npu KiMHaTHI
Temnepatypi B EtOH (30 mn) B atmocdepi aproHy gogasanu po3umH NaOEt (21 mn, 21% B EtOH)
npotaromM 5 xB. CycneHasito Harpinu go 50 °C i goganu no kpannsax po34nH MykobpomHoi kucnotu (5,7
r, 22,1 mmonb) B EtOH (24 mn) npotarom 5 xB npu 50 °C. JogaTtkosy nopuito po3unHy NaOEt (12 mn,
21% B EtOH) popaBanu no kpannsx npotarom 5 xB. [loTiM cymilwl oxonogunu A0 KiMHaTHOI
Temnepatypu. Ocagum BigdinbTpyBanu, i 3anuwIOK NPOMWAWM  HagnUWKOM eTaHony. dinbTpar
CKOHLIEHTpyBanu 3 o4ep>XXaHHsM CUPOBOro NPOAYKTY Y BUIMAAi CBiTNO-kopnyHeBoro ocagy. Cvposun
maTepian Tputypysanu B 2 H. HCI (100 mn). MpogykT 3ibpanu dinbTpauieto, NpoOMUIM HagIULLKOM
H,O Ta HagnuwkoM H-renTaHy i BUCYLIMMAM 3 ogepXaHHAM npogdykty (2,09 r, 73%) y surnagi
OexeBoro ocagy.

MS: M = 244,9 (M-H)

Cragis 2: 5-bpom-2-izonponinnipumignH-4-kapOoHOBOI KUCNOTN METUNOBMUIA edip

Ho nepemiwyBaHoro, oxonomkeHoro (0 °C) po3uuHy 5-6pom-2-izonponinnipumignH-4-kapOoHoBoT
kncnotm (3 r, 12,2 mmonb) B meTaHoni (50 mn) B aTtmocdepi aproHy gogasany Mo Kpannsx
TioHinxnopug (4,37 r, 2,68 mn, 36,7 mmonb). Konv gogaBaHHA 3akiHUMnu, Cymilwi J03BOAUNN
HarpiTuca Jo KiMHaTHOI TemnepaTypu Ta NPOAOBXWMM MepeMmillyBaHHSA Npu KiMHATHIA TemnepaTypi
npotarom 17 rog. OpaHXeBy CyMilll CKOHLEHTPYBanu 3 ogepXXaHHAM Kalku, Sky nomictunu B EtOAC
(50 mn)/HacnyeHnn BogHun po3unH Na,COs; (50 mn). BogHy dasy ekctparysanu EtOAc. O6’egHaHi
opraHiyHi wapu npomunm H,O Ta conboBUM po3ynHOM, Bucywmnu Hag MgSO,, BigdinstpyBanu Ta
CKOHLIEHTpyBanu 3 ogepaHHaM npoaykty (2,98 r, 94%) y Burnsagi CBIiTNO-KOPUYHEBOro Macrna, sike
BMKOPWCTOBYBANN Ha HACTYMHIN peakuiHii cTagii 6e3 4oaaTKoBOi O4YMCTKM.

MS: M = 260,9 (M+H)"

Cragia 3: 2-13onponin-5-(nipyumignH-5-inamiHo)nipymigunH-4-kapOoHOBOT KUCNOTU METUNOBUIA edip

BignosigHo pgo cnocoby, onucaHoro Ha crtagii 2 npuknagy A-1, Ta 3 BUKOPUCTaHHAM 5-
amiHonipuanHy 3amictb 5-6pomnipuamnHy, cnosnyka, 3asHavyeHa B 3aronoBky, 6yna ogepxaHa y Burnsagi
xoBToro ocagy (76 %).

MS: M =272,1 (M-H)

A-5: 2-Uuknonponin-5-(nipumignH-5-inamiHo)nipumignH-4-kapboHOBOI KNCNOTWM METUNOBUIA eqdip

N

(/jL

Ne Ny o
I\

NN

A

BignosigHo o cnocob6is, onucaHux B [Mpuknagi A-4, cnonyka, 3a3HaveHa B 3aronosky, Oyna
ofepxaHa Yy  BUIMIA4I  JKOBTOMO  ocagy 3  BUKOPUCTAHHAM  SIK BUXIQHOT  CMOJTYKM
LMKnonponaHkapOokcamiguHy rigpoxnopuay.

MS: M =270,1 (M-H)’

A-6: 2-TpeT-byTnn-5-(nipumigmH-5-inamiHo)nipymianH-4-kapboHOBOT KMCNOTU METUNOBUA edip

e

O

-~

O
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BignosigHo go cnocobis, onucaHux B [Mpuknagi A-4, cnonyka, 3a3HadyeHa B 3aronosky, Gyna
ofepXaHa Yy BUrNSAi BOCKONoAibHOro ocagy 3 BWKOPUCTAHHAM SK BUXIQHOI cnonyku 2,2-
AnMmeTunnponioHaMiguHy rigpoxnopuay.

MS: M = 288,1 (M+H)"

A-7: 2-1306yTUn-5-(nipumiamH-5-inamiHo)nipumiamH-4-kapboHOBOT KUCNOTU METUNOBMI edip

N
V’J\
Na N O
7
Y O
N.__N

Y

BignoeigHo o cnocobie, onucaHux B [Mpuknagi A-4, cnonyka, 3a3HaveHa B 3arofioBky, Oyna
OfepXaHa y BUrNsAi B'I3Kkoro mMacna 3 BMKOPUCTaHHAM SIK BUXIAHOI CNONykn 3-MeTunoytupamiguny
rigpoxnopuay.

MS: M = 288,1 (M+H)"

A-8: 2-Luknorekcun-5-(nipumigmnH-5-inamiHo)nipumignH-4-kapboHOBOI KMCNOTW METUNOBUIA eqip
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BignosigHo po cnocobiB, onucaHux B lMpuknagi A-4, cnonyka, 3a3HayeHa B 3aronosky, byna
ofepXaHa Yy BuMIMMA4i  BOckonmodibHoOro ocagy 3 BUKOPUCTAHHAM  SIK BUXIHOI  CMOMYKM
LUKrorekcaHkapbokcamiguny.

MS: M = 314,1 (M+H)"

A-9: 2-tpeT-byTun-5-(nipumigmH-5-inamiHo)nipumignH-4-kapboHoBa kucnoTa
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BignosigHo go cnocoby, onucaHoro B lMpuknagi A-2, crnonyka, 3asHayeHa B 3arofioBky, Gyna
ofepXaHa y BUIMsAgi CBIiTII0-KOPUYHEBOrO 0cagy 3 BUKOPUCTaHHAM K BUXiQHOT cnonykun A-6.

MS: M =272,1 (M-H)’

A-10: 6-Umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KNCNOTWU METUNOBUA edip
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Cragia 1: MeTtun-3-(6ic(TpeT-byTOoKCUKkapboHin)amiHo)-6-6pomnipasnH-2-kapbokcmnaT

[o nepemiwyBaHoi cymiwi meTun-3-amiHo-6-6pomnipasunH-2-kapbokeunaty (13,22 r, 57,0 mmonsb)
Ta 4-gumeTunamiHonipuauny (348 mr, 2,85 Mmonb) Npu KiMHaTHIN TemnepaTtypi B auxropmeTaHi (175
M) B aTMocdpepi aproHy gogaBanuv Mo Kpamnnsix po3ynH Ou-TpeT-0ytunamkapboHnaTty (25,5 r, 117
MMonb) B guxnopmetaHi (75 mn) npotarom 30 xB. Cymiw Harpinu go 75 °C Ta npoaoBXunu
nepemilyBaHHs npu Uin Temnepatypi npotarom 18 roa. Cymill CKOHUEHTpyBanu 3 odepkaHHsIM
CBITNO-KOPUYHEBOrO cupony. TpUTypyBaHHS B LumkriorekcaHi (150 mn) npueeno go BUNadiHHS ocaay.
Lllo cycneHsito nepemiwyBanu npu KiMHaTHin TemnepaTypi npotarom 2 roa. Ocap 3ibpanu
dinbTpauieto, NPOMUMM  LMKNOreKkcaHoOM Ta Bucywmnu. OinbTpaT CKOHUEHTpyBanu i 3anuvuiok
TputypyBanu B uwmknorekcaHi (50 mn). CycneHsito nepemiwyBanu npu KiMHaTHIN TemnepaTypi
npotsarom 2 rog. Ocap 3ibpanu inbTpadielo, NPOMUNN LIMKIOrekcaHoM Ta Bucywunu. [Bi naprii
OflepXXaHoro Taknm YMHOM ocagy ob’egHanu 3 ogepXaHHAM Cronyku, 3a3HavyeHol B 3aronosky (23,2,
94%), y Burnsagi cipo-6inoro ocagy.

MS: M = 434,2 (M+H)"

Cragis 2: 3-AMiHO-6-LMKnonponinnipasuH-2-kapOoHOBOT KUCNOTU MeTUNOBUIA edip

MpurotyBaHHsa cTokoBoro po3umHy ZnCly: go 13,63 r xnopuay uuHky (0,1 Monb) goaasanu nepluy
nopuito Tr® (20 mn). Micna Toro, sik GypHa peakuisa 3acnokoinacs, Cymiw akypaTHO HarpiBanu 3
BUKOPUCTaAHHAM ¢beHa npoTsarom npubnuaHo 2 xB. [oTiM B MOTOUi aproHy gogasanu pewTty nopuii
Tro (80 mn) 3a oanH pa3 3 ogepxaHHsM 6e3bapBHOro po3yunHy, AKkui 30epiraBcst B atMocdepi
aproHy.

o nepewmiwyBaHoro pos4mHy 6pomuumknonponaHy (5,0 r, 41,3 mmonb) npu -78 °C B TP (30 mn) B
aTmMocdpepi aproHy gogasanu po3yuH H-OyTunnitito B rekcadi (25,8 mn, 41,3 mmonb). TemnepaTypy
nigTpumyBanu Hwxye -70 °C npotarom gogaBaHHs. [pogosxunu nepemiwysaHHs npu -78 °C
npotdarom 1 rog. Jogasanu no kpannax suwieonucaHuin posdmH ZnCl, (50 mn) npu -78 °C. 3HoB
TemnepaTtypy niatpumysanu Hwk4de -70 °C nportarom popaBaHHda. Konwm pogaBaHHSA  3akiHUMMW,
peakuiHin cymilli ganu noBifibHO HarpiTUCA 4O KiMHATHOT TeMnepaTypu.

Ho nepemiwyBaHoi cycneHsii  mMeTun-3-(6ic(TpeT-byToKCMKapOoHin)amiHo)-6-6pomnipasnH-2-
kapbokcunaty (7 r, 16,2 mmons) npu 0 °C B TT'® (50 mn) B atmocdepi aproHy gogasanu no Kpannsix
po3unH xnopuay uuknonponinuuHky (ll), onucanuin Buwe. Konu OodaBaHHA 3aKiHUMNK, OOHIE0
nopuieto gogaeanu TeTpakic(Tpudpenindocdiv)nanagin(0) (187 wmr, 162 mkmonb) Ta 3abpanu
neoasHy 6aHio. Cymiwi go3BonwunuM  Harpituca [o  KiMHaTHOI  TemnepaTypy Ta MPOLOBXWIM
nepemilwyBaHHSA Mpu KiMHaTHIN Temnepatypi npoTaroM Houi. Cymiw o6pobunun 0,5 H. HCI (100 mn).
BogHy cbasy ekctparysanu EtOAc (50 mn). O6’egHaHi opraHiyHi lWwapu npoMunm ConbOBMM PO3YMHOM
(100 wmn), sucywwmnun (MgSO,), BiadinbTpyBanM Ta CKOHUEHTpyBanu 3 OdepKaHHAM TEMHO-
KopuyHeBoro cupony. OpepaHun TakMM 4YMHOM MPOAYKT micnsa dinbTpauii yepes cunikarens 3
BUKOPUCTaAHHAM  rpagieHTa  H-renTaH/eTunaueTar §K  €neHTy €  cymiwwio  3-TpeT-
byTokcunkapboHinamiHo-6-LmknonponinnipasnH-2-kapboHOBOI  KUCNOTU  MeTunosoro ediipy Ta 3-
(Bic(TpeT-6yTOKCHMKapPOOHIN)amiHo)-6-uuknonponinnipa3unH-2-kapboHOBOi KMCNOTU MeTUoBoro edipy
(3,11, 59%). Cipo-6inui ocag.

[o nepemiwyBaHOro po3ynHy 3asHavyeHol CyMmiLli Npu KiMHaTHIN TemnepaTtypi B guxnopmeTaHi (30
Mn) B atMmocdepi aproHy pgogasanu TpudtopouTtoBy kucnoty (7,2 wmn). PeakuinHy cymiw
nepemilwyBanu npu kiMHaTHi Temnepatypi npotarom 18 rog., notim posbasunu CH,Cl, (20 mn) Ta
npomMunm HacudeHnm BogHuM Na,COj; (50 mn). BogHy dhasy 3BopoTHO ekctparyBanu CH,Cl, (25 mn).
OOG’egHaHi  opraHiyHi  wapn npomMunuM  conboBUM  po3dmHom (30 wmn), Bucywwmnmn (MgSO,),
BiAiNnbTPyBanM Ta CKOHUEHTpyBanmu 3 oOOepXaHHAM OpaHXeBOoro B'sA3koro ocagy. Lenm ocapg
TpuTypyBanm B uwmknorekcaHi (15 mn). CycneHsito nepemiwyBanu npu KiMHaTHIM TemnepaTypi
npotdarom 1 rog. [llpoagykT 3ibpanu inbTpauieo, NPOMWNM UMKIIOTEKCAaHOM Ta BUCYWMN 3
OLEP>KaHHSAM CMoITyKK, 3a3HayeHoi B 3aronosky (1,5 T, 83%) y Burnsgi )xoBToro ocagy.

MS: M = 194,2 (M+H)"

Cragia 3: 6-Uuknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHOBOI  KACNOTU  METUITOBUIA
edip

BignosigHo go cnocoby, onucaHoro Ha ctagii 2 npuknagy A-1, NpoAyKT ogepXanu y Burmsagi
XoBToro ocagy (2,5, 82 %).

MS: M =272,2 (M+H)"

A-11: 6-Umknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBa kucnota
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Po3umH  6-uuknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapOboHOBOI  KMCIIOTU  METUMOBOIO
edipy (150 mr, 550 mkmone) B TT® (9 mn) Ta MeOH (1,8 mn) oxonogunu go 0 °C ta o6pobunu LiOH
(1,66 mn, 1 H. BogHWA po3umH). JlbogsHy OaHio 3abpanu 4vepe3 10 XxB. i peakuiliHy CyMill
nepemiwyBanu npu KiMHaTHIA TemnepaTtypi npotsrom 2 rod. Peakuinny cymiw nigkmcenunu HCI (1,66
M, 1 H. BOOHWUI pO34MH), po3baBunmn BoOoK Ta eKkcTparyBanu guxrnopmetaHoM. O6’egHaHi opraHiyvHi
Lapu BMCYLLUIIN Ta CKOHLEHTPYBanu nig BakyymMOM, OdepXXaBLUW XXOBTUA ocaf. BogHy dasy Takox
CKOHLIEHTpyBanu nig BaKyymMOM i 3anuvwoK TpuTypyBanu 3 eTunauetatoM Ta BigCcMoKTanw,
ofepXaBLLUM iOEHTUYHWUA XOBTMW ocag (3a AaHumu aHanitukm). Ocagn o6’egHanu, ogep)kaBLuu
npoaykT (75 mr, 52 %)

MS: M = 258,2 (M+H)"

A-12: 6-1306yTun-3-(nipumignH-5-inamiHo)nipasunH-2-kapboHOBOT KUCNOTU METUNOBMIN edip
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Cragia 1: 3-(bic(TpeT-6yTOoKcrkapboHin)amiHo)-6-6pomnipasnH-2-kapboHOBOI KUCNOTU METUITOBUIA
edip

Ho cymiwi 3-amiHo-6-6pomnipa3nH-2-kapboHOBOi Kncnotu metunosoro edipy (200 mr, 862
mMkmonb) Ta DMAP (5,27 wmr, 43,1 MkMonb) B guxnopMeTaHi (5 mn) gogasanu no Kpanmsx po3dvH av-
TpeT-6yTungukapboHaty (564 mr, 600 mkn, 2,59 mmonbk) B AanxnopmeTadi (2,00 mn) npu KiMHaTHIN
TemnepaTypi. Cymiw nepemiwysanu npu 75 °C npotarom 16 rod. i NOTIM CKOHUEHTpyBanu nig
BakyymoM. [poaykT ogepxanu nicna xpomartorpadii Ha cunikareni 3 BUKOPUCTaHHAM rpafieHTa
rentad/eTunauetart y Burnagi 6esbapsHoro macna (350 mr, 94 %; KpucTanidyBarncs Yepes gekinbka
roauH).

MS: M=332,0 (M+H-CsHs0,)"

Cragia 2:  3-(bic(tpeT-6yTOKCuKkapboHin)amiHo)-6-i300yTunnipasnH-2-kapboHOBOI  KMCNOTU
MeTurosuin edip

BignosigHo go cnocoby, onucaHoro B MNpuknagi A-1, ctagia 1, Ta 3 BUKOPUCTAHHAM SK BUXIOHOT
cnonykn  3-(bic(TpeT-6yToKcukapboHin)amiHo)-6-6pomnipasuH-2-kapboHOBOI  KUCIIOTU  METUOBOro
eqipy, NPOAYKT ogepXxanu y BUrnsagi ceitno-xoeTtoro macna (195 mr, 66 %).

MS: M = 410,2 (M+H)"

Cragis 3: 3-AMiHO-6-i300yTHNNipa3nH-2-kapboOHOBOI KUCIOTN METUIOBUI edip

Ho posunHy  3-(bic(TpeT-OyTOKCUKapOOHin)amiHo)-6-i300yTunnipasnH-2-kapboOHOBOI  KMCMOTK
MeTunosoro edipy (201 mr, 442 mkmonk) B guxnopmeTtaHi (4 mn) gogasanu TpudTOPOLTOBY KACNOTY
(511 wmkn, 6,63 mMmMmonb) npu KiMHaTHIM TemnepaTypi. Cymiw nepemiwyBanu npu KiMHATHIN
TemnepaTypi npotarom 3 roAd. i NOTIM BuUNapunu neTki KOMMOHEeHTW. 3anuoK po3yYnHUNU B
anxnopmeTani (50 mn) Ta ekcTparyBanu kapboHaTom HaTpito. BogHy dasy npoMunu guxnopmeTaHoM
i opraHiyHi Wwapw BuCcywMnuM Ta Bunapunu. NpoaykT ogepxanu nicna xpomatorpadii Ha cunikareni 3
BUKOPUCTAHHAM rpagieHTa rentad/eTunaueTaT y BUrnsgi CBIiTNO-x0BToro ocagy (88 mr, 95 %).

MS: M = 210,2 (M+H)"

Cragis 4: 6-1300yTmn-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHOBOI KUCMOTU METUMOBUIA edip

BignosigHo [o cnocoby, onncaHoro Ha ctagii 2 npuknagy A-1, Ta 3 BUKOPUCTAHHAM SIK BUXiOHOT
crnonykn 3-amiHo-6-i306yTnnnipasuH-2-kapOoHOBOT KUCITOTU METUMNOBOrO edipy, NPOAYKT ogepXanu y
BUrNs4i CBITNO-XOBTOro ocaay (84 mr, 73 %).

MS: M = 288,2 (M+H)"

A-13: 2-MeTun-5-(nipumianH-5-inamiHo)nipumianH-4-kapboHoBa KMcnoTa
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Cragisa 1: 2-MeTtnn-5-(nipumigmH-5-inamiHo)nipymianH-4-kapboHOBOT KNCIOTU MeTUNosu edip

CycneHsito 5-6pom-2-meTunnipumignH-4-kapboHoBOi Knucrnotu metunosoro edipy (89,1 mr, 386
MKMO-b,), 5-amiHonipuguny (55,0 mr, 578 MkMonb) Ta TpbOXOCHOBHOro dhocchaty kanito (115 mr, 540
MKMOMb) B Tonyomni (3 Mn) nomicTMnM y Bakyym Ta npoaynu aproHoMm. [ogaBanm 4,5-
Oic(andeHindocdiHo)-9,9-ammeTnnkcaHteH (KcaHtdgoc; 73,6 mr, 127 MKMonb) Ta XnopodopMHUN
agaykt  Tpuc(ambeHsunigeHaueToH)annanagito(0) (39,9 wmr, 38,6 MKMOMb) i peakuiiHy cymiw
nepemiwysann npyn 120 °C npotarom 16 roa. PeakuinHy cymiw Bnunu B etunauetaT (50 mn) Ta
ekcTtparyBanu Bogotw. OpraHiyHy ¢asy npoMUIN COMbOBMM PO3YMHOM i BOAHI Llapu 3BOPOTHO
ekcTparyBanu etunauetatom. OpraHiyHi Wwapyv Bucywmnu Ta pPO3YMHHUK Buganunu. [MpogykTt
ofepxanu nicna xpomaTorpadii Ha cunikareni 3 BUKOPUCTaHHAM rpafieHTa rentad/eTunauertar y
BUrNSAi CBITNO-XOBTOro ocagy (55 mr, 58 %).

MS: M = 246,2 (M+H)"

Cragia 2: 2-MeTtun-5-(nipumigmH-5-inamiHo)nipumiamH-4-kapboHoBa kucnoTa

BignosigHo go cnocoby, onvcaHoro B MNpuknagi A-11, Ta 3 BAKOPUCTAHHSM sIK BUXIZHOI CMOMyKM 2-
MeTun-5-(NipumignH-5-inamiHo)nipymignH-4-kapboHOBOI  KUCMOTU  MeTUnoBoro  edipy, NpPOAYKT
ofepXxanu y Burnsgi ceitno-xosToro ocagy (51 mr, 97 %).

MS: M = 230,2 (M-H)’

A-14: 6-AueTtun-3-(nipumignH-5-inamiHo I'IIpa3VIH -2-kapboHoBa kucnota
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Cragia 1: 6-Auetun-3-tpeT-6yTOoKcukapboHinamiHonipasuH-2-kapboHOBOI KWUCMOTU METUOBUMN

edip

[o nepewmiwyBaHoro po3dnHy cymiwi 1:4  metun-3-(bic(TpeT-6yTOKCMKapOOHIn)amiHo)-6-
BpomnipasunH-2-kapbokcunaTty Ta mMeTun-6-6pom-3-(TpeT-6yTokcnkapboHinamiHo)nipasuH-2-
kapbokcunaty (6nmsbko 4,1 r, 11,6 mMmonb) npu KiMHaTHIM TemnepaTypi B Tonyoni (55 mn) B
aTmocdpepi aproHy gogasanu Gic(tpudeHindgocdiq)nanagito(ll) xnopma (81,1 mr, 0,12 mmorns) Ta 1-
eTokcuBiHINTPU-N-6yTunonoso (3,0 r, 2,8 mn, 12,7 mmonk). po3opuii XXOBTUIM PO3YMH Harpinu go
KWMiHHS 31 3BOPOTHMM XOSOAMMBHUKOM Ta NPOJOBXWUNN nepemiyBaHHa npoTtdarom 18 rog. Cymiw
oxonoaunu go 0 °C. Oopasanu no kpannsx 1 H. HCI (55 mn) npotsarom 15 xB. [IBodasoBy cymill
06epexHo nepemiwyBany NpoTAarom 22 rofd., MNOBINbHO HarpinM go kKiMHaTHOI Temnepatypu. Lapw
po3ginunu. OpraHiyHmin wap posbasunu 150 mn EtOAc (150 mn). Motim gogasanu 10% BoAHUN
po3umH dTopuay amoHito (150 wmn). lMoTim ABodasoBy cymiwl nepemiwlyBann npu KiMHaATHIR
TemnepaTypi npoTtarom 5 rog. i micnsa yporo BiadineTpyBanu. OpraHivyny dasy gineTpaty npomunu 50
MIT CONbOBOrO po34uHy, Bucywunum (MgSO,), BigdinbTpyBanM Ta CkoHUeHTpyBanu. OumcTunu
NPOAYKT LWMSAXOM XpomaTtorpadii Ha cunikareni 3 BMKOPUCTaHHAM rpagieHTa H-rentad/etvnaueTar.
®pakuii, WO MICTATb NPOAYKT, CKOHUEHTpyBanu. 3anuwok TpuUTypyBanu i3 CyMmilWWi0 H-
rentaH/umknorekcar 9:1 (20 mn). CycneHsito nepemiwysanu npotdrom 2 rog. Ocag sigdinbTpyBanu,
NPOMUIIN H-FenNTaHoOM Ta BUCYLLUNW 3 OOEPXaHHSAM Cronyku, 3asHadeHoi B 3aronosky (1,54 r, 45%), y
BUrnsAgi cipo-6inoro ocagy.

MS: M = 296,2 (M+H)"

Cragis 2: 6-AueTtun-3-amiHonipasnH-2-kapboHOBOI KMCIOTU MeTunoBuin edip

[o nepemiwyBaHOro po34vnHy 6-aueTun-3-TpeT-6yTokcnkapboHinamiHonipasunH-2-kapOoHOBOI
kucnotn MmeTtunosoro edipy (500 mr, 1,69 mmonb) npu KiMHaTHIN Temnepatypi B giokcaHi (10 mn) B
atmocdepi aprony gogaBanu 4M HCI po3uvH B giokcaHi (4,23 mn, 16,9 Mmornb) ofHielo nopuieto.
PeakuinHy cymiw nepemillyBany npoTAroM Houi, NOTIM CKOHLIEHTpYyBanu. 3anuwiok TpuTypyBanu 3
Et,O, BigdinbTpyBann ta Bucywunu. Ocag nomictunu B EtOAc (50 mn) i mpoMunm HacnyeHum
BoAHMM po34nHoM Na,CO; (20 mn) Ta conboBuM po3vmHoM. OpraHriyHy dasy Bucywimnm Hag MgSOy,,
BiAhiNnbTPyBanM Ta CKOHUEHTPYBanu 3 oAep>XaHHAM CMofyku, 3a3HaveHoi B 3aronosky (313 mr, 95%),
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y BUIMS4i OpaH>KeBOro NopoLLKY.

MS: M = 196,1 (M+H)"

Cragis 3: 6-AueTtun-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHOBOI KUCNOTWM METUNOBUIA edip

3a aHanorieto 3i cnocobom, onucaHMM Ha cTagii 2 npuknagy A-1, cnonyka, 3asHadeHa B
3aronoBky, Oyna ogep)xaHa y BUImsAgi CBiTNo-xoBToro ocaay (38%).

MS: M = 274,2 (M+H)"

Cragis 4: 6-AueTtun-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBa KucroTa

3a aHanorieto 3i cnocobom, onucanum B Npuknagi A-2, cnonyka, 3a3Ha4vyeHa B 3arofioBky, byna
ofepxaHa y BUrnsagi >kostoro nopotuky (89%).

MS: M = 258,0 (M-H)

A-15: 2-I3onponin-5-(nipymianH-5-inamiHo)nipumianH-4-kapboHoBa kucnoTta
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BignogigHo ao cnocoby, onucaHoro B Npuknagi A-2, cnonyky, 3asHavyeHy B 3arofioBKy, O4epXanu
y BUrMSAi )KOBTOro 0cagy 3 BUKOPUCTAHHAM SiK BUXiOHOT cnonyku A-4.
MS: M = 258,0 (M-H)’

A-16: 3-(MipnmiguH-5-inamiHo)-6-(TeTparigpodypaH-3-in)-nipasmH-2-kapboHOBOI KMCnoTu
MeTUNoBU eqip
(L
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Cragia 1: 3-AMiHO-6-(dpypaH-3-in)nipa3uH-2-kapOoHOBOT KUCNOTU METUNOBUIA edip

Cywmiw auetarty nanagito(ll) (145 mr, 0,65 mmonb) Ta 1,1'-6ic(andeHindocdiHo)depoueH (493 wr,
0,86 mmonb) B AM® (70 mn) nepemiwysanu npu 50 °C npoTtdrom 15 xBunvH Ta oxonoawnu Ao
KiMHaTHOT TemnepaTtypu. Cymill noOMiCTUNM y BakyyM Ta npoAaynu aproHom. [Jogasanu 3-amiHO-6-
©pomnipasnH-2-kapboHoBoi kucrnotn metunosuni edip (5,0 r, 21,5 mmonb), dypaH-3-inbopoHoBy
kuenoty (2,79 r, 23,7 mMmonb) Ta TpuetunamiH (4,51 wmn, 32,3 MMOmnb) i peakuinHy CymiL
nepemiwysanu npu 90 °C npotsrom 16 roa. Po3unHHMK BUnapunu | npogykT ogepxanu nicrns O4McTKu
XpomaTorpadi€eto Ha cunikareni 3 BUKOPUCTaHHAM rpagieHTa rentaH/etunaueraT y BUIMsA4i )KOBTOro
ocagy (2,92, 61,8 %).

MS: M = 220,2(M+H)"

Cragia 2: 3-AmiHO-6-(TeTparigpodypaH-3-in)nipasunH-2-kapOoHOBOi KUCNOTU MeTUOBUIA edip

Po3unH 3-amiHo-6-(dypaH-3-in)nipa3nH-2-kapboHoBOi kucrotn metunosoro edipy (2,9 r, 13,2
mmonb) B MeOH (150 mn) o6pobunu nanagiem Ha Byrinni (10%; 0,6 r, 0,28 mmonb) Ta rigporeHyBanu
npu 1,2 atm npotarom 40 roa. We 2 eksiBaneHTV nanagilo Ha Byrinni gogasanu nocnifoBHO Ta
riAporeHisauio NPOAOBXUMAN NPOTAroM We 72 roa. PeakuinHy cymiw BiadinbTpyBanu i katanisatop
npomunn MeOH. Po3umH CcKOHUEHTpyBanu nig BakyymMOM Ta MNPOAYKT odepXanu MiCrs OYUCTKM
Xpomarorpadpieto Ha cunikareni 3 BUKOPUCTAHHAM rpafieHTa rentan/eTunauerar y BUrMsAi CBIiTNO-
xoBtoro ocagy (0,3, 10 %).

MS: M = 224,1(M+H)"

Cragia 3: 3-(MMipumignH-5-inamiHo)-6-(TeTparigpodypaH-3-in)nipa3unH-2-kapboHOBOI  KNCIOTU
MeTurnosuin edip

Cywmiw 3-amiHo-6-(TeTparigpodypaH-3-in)nipasuH-2-kapboHoBOI Kncnotu metunosoro edipy (300
mr, 1,34 mmonb), 5-6pomnipnanHy (299 mr, 1,88 mmonb) Ta kapboHarty kanito (334 mr, 2,42 MMonb) B
kevnoni (15 mn) Ta Bogi (51 mMkn, 2,82 MMOnb) NOMICTUNKM Yy BakyyMm Ta npodynun aproHomM. flogasanu
auetat nanagito(ll) (12,1 mr, 54 mkmons) Ta kcaHTdoc (23,3 mr, 40 MKMOMb) i peakuinHy cymiLl
nepemiwysanu npu 140 °C npotarom 16 roa. PeakuinHy cymiw oxonogunu p[o  KiMHaTHOT
Temnepatypu, Bnunu B 50 mMn etunauetaTty Ta ekctparysBanu Bogoto. OpraHiyHy hady npomunu
CONMbOBMM PO3YMHOM | BOAHI Llapy 3BOPOTHO eKcTparyBanu etunauveTtatom. OpraHiyHi wapm
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BUCYLUMNN Ta PO3YMHHUK Bunapunu. [poaykT ogepxanu nicna O4YMCTKM XpomaTtorpadieto Ha
cunikareni 3 BAKOPUCTaHHSIM rpadieHTa rentaH/eTunaueTar y Burnsai ceitrnoro ocagy (211 mr, 52 %).
MS: M = 302,1(M+H)"
A-17: 6-l3onponin-3-(nipymianH-5-inamiHo)nipa3unH-2-kapboHoBa kucrnoTta
Cragisa 1: MeTtun-3-(6ic(TpeT-6yToKCcnkapboHin)amiHo)-6-(npon-1-eH-2-in)nipasunH-2-kapbokcunaT

N
7]
o8
N"\

MpooykT ogepxanu 3  BMKOPUCTAHHAM  AK  BMXigHOi  cnonykm  metun  3-(Bic(Tpet-
OyTokcukapboHin)amiHo)-6-6pomnipasunH-2-kapbokcunaty (1,13 r, 2,61 Mmonb) Ta 2-i3onponeHin-
4,4,5,5-teTpameTtun-1,3,2-giokcaboponany (672 mkn, 3,4 MMorb) BignoBigHO OO cnocoby, onucaHoro
B Mpuknagi A-1, ctagia 1, nicns ekcTpakuii eTunaueTaToM Ta OYUCTKM XpomaTorpadiieto Ha cunikareni
3 BMKOPUCTaHHAM rpagieHTa rentan/etunauerar y BUrnsai )oBToro B’a3koro macna (323 wr, 31 %).

MS: M = 294,2 (M-Boc+H)"

Crapia 2: Metun-3-(6ic(TpeT-6yTOKCUKapboHin)amiHo)-6-isonponinnipa3uH-2-kapbokcunat

o PO34MHY meTun-3-(bic(TpeT-6yToKcnkapboHin)amiHo)-6-(npon-1-eH-2-in)nipasunH-2-
kapbokcunaty (323 wmr, 0,82 mmone) B MeOH (4 mn) goganu B aTmocdepi aproHy npw KiMHaTHI
Temnepatypi Pd/C 10% (30 mr, 0,28 mmonb). PeakuiHy cymiw nepemiwyBanyM npu KiMHATHIN
TemnepaTypi B atmocdepi BoagHo npoTtarom 15 rod., BiadinbTpyBanu Ta PO3YMHHMK BUAANUAN,
ofepXaBLUM NPOAYKT Y BUrNAAi oBToro B’ss3koro Mmacna (302 mr, 92 %), sike BukopucTtoByBanu 6e3
[00aTKOBOI OYUCTKM.

MS: M=296,3(M-Boc+H)"

Cragisa 3: MeTtun-3-amiHo-6-i3onponinnipasunH-2-kapbokcunat

MpooykT opepXann 3  BUKOPUCTAHHAM sk BuXigHoi  cnonykn — metun-3-(bic(tpet-
ByTokcukapboHin)amiHo)-6-izonponinnipasuH-2-kapbokecunaty (300 mr, 0,76 mmornb) BignosigHO A0
cnocoby, onucaHoro B MNpuknagi A-12, ctagia 3 y surnagi 6esbapsHoro ocagy (108 mr, 72 %).

MS: M = 196,2 (M+H)"

Cragia 4: MeTtun-6-izonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapbokcunat

MpoayKT ogepxanu 3 BUKOPUCTaAHHAM SIK BUXIAHOT Cnonykn meTun-3-amiHo-6-izonponinnipasunH-2-
kapbokcunarty (54 wr, 0,28 mmMorb) BignosigHo go cnoco®y, onucaHoro B lMpuknagi A-1, ctagia 2,
nicns o4ncTkM npenapaTtnsHoi BEPX 3 BukopuctaHHaM rpagieHTa aueToHiTpun/soaa, y Burnsgi cipo-
6inoro ocaay (38 mr, 49%).

MS: M = 274,1 (M+H)"

Cragia 5: 6-13onponin-3-(nipyumignH-5-inamiHo)nipasunH-2-kapboHoBa Kncnota

MpoaykT ogepXanu 3 BUKOPUCTAHHAM $SIK BUXIOHOI CMONyKM MeTur-6-isonponin-3-(nipumiguH-5-
inamiHo)nipasuH-2-kapbokecunaty (38 mr, 0,14 mmornb) BignoBigHoO Ao cnocoby, onvcaHoro B lMpuknagi
A-11, y Burnagi 6inoro ocagy (36 mr, 99 %).

MS: M = 258,1(M-H)’

B. KiHuesi npoaykTu:

Mpuknag 1:  6-Uuknonponin-3-(nipumignH-5-inamiHo)nipyanH-2-kapboHoBoi  kucnotn  (3-
anmetunkapbamoin-1-metun-1H-nipason-4-in)amig

Cragis 1: 1-Metnn-4-HiTpo-1H-nipa3on-3-kapboHOBOI KUCNOTK AMMETUNamig,
Po3umH 1-meTun-4-HiTpo-1H-nipason-3-kapboHoBoi kucnotn (500 mr, 2,92 mmonb) B AM® (5 mn)
B atMmocdepi iHepTHoro rasy obpobunu TBTU (1030 mr, 3,2 MMonb), AumeTunamiHy rigpoxnopuaom
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(262 wr, 3,2 mmonb) Ta N,N-giisonponinetunamiHom (2,0 mn, 11,7 MMOnb) Ta nNPOOOBXUNU
nepemillyBaHHsa NPoTsaroM 4 roA. Yci neTki KOMNOHEHTWN BUAANWAN Ta CUPOBMIA NPOAYKT eKcTparysanu
BoAOK Ta eTunauetatoM. OpraHiyHy ¢asy npomunu GikapOboHaTOM HaTpito i BogHI hasn 3BOPOTHO
eKkcTparyBanu eturnauetatom Ta guxnopmetaHom. OO6’egHaHi opradivHi  hasu Bucywunu Ta
PO3YNHHMK BUNapunu. [pogoykT ogepxanu nicna OYUCTKM XpomaTorpadpieto Ha cunikareni 3
BMKOPUCTaHHAM rpagieHTa guxnopMeTaH/meTaHon y Burngagi 6inoro ocagy (230 mr, 40 %).

MS: M = 199,3 (M+H)"

Cragis 2: 4-AmiHo-1-meTun-1H-nipason-3-kap6oHOBOI KUCNOTK AMMETUNaMIg

Po3uumH 1-metnn-4-HiTpo-1H-nipason-3-kapboHoBoi kucnotu aumetmunamiay (100 mr, 0,5 mmons) B
eTaHoni (4 mn) npogynu aproHom Ta obpobunu Pd/C 5% (40 mr, 0,02 mmonb). Peakuiiny nocyanHy
NOMICTUMNN Yy Bakyym Ta NPOAYNU BOOHEM TPWMi i peakuiiHy Cymill nepemillyBanu npu KiMHaTHIN
TeMnepaTypi NpoTArom Houi. PeakuiiHy cymiw BiadinbTpyBanu Ta po34yMHHUK BUNapuUnu, OaepxasLum
cBiTNno-6inun TBepann martepian (83 mr, 98 %), Sknin BUkopucToByBanu 6e3 4oAaTKoBOT OYUCTKM.

MS: M = 169,1 (M+H)"

Cragia  3:  6-Uuknonponin-3-(nipumignH-5-inamiHo)nipngnH-2-kapboHOBOT  KMCNOTK (3-
anmeTunkapbamoin-1-metun-1H-nipason-4-in)amia

MpomixHy crnonyky A-2 (75 mr, 0,19 mmonb) po3unHunu B AM® (1 mn) i goganv TBTU (68 wmr,
0,21 mmonb) B aTMocdepi iHepTHoro rasy. licna 5 xB. nepemiwlyBaHHsl Npu KiMHATHIA TemnepaTypi
popasanu N,N-giizonponinetunamii (131 mkn, 0,77 MMOMb) Ta NPOAOBXUIN MNEPEMIiLLYBaHHS
npotarom 10 xB. JogaBanu 4-amiHo-1-meTun-1H-nipason-3-kapboHoBoi kucrnoTn gnmetunamig (36
mr, 0,21 Mmonb) i peakuifiHy CyMmill nepemilyBanm NPOTArOM HOMi NpY KiIMHaTHIN Temneparypi.
Peakuito noracnnun HEBEMNMKOIO KiNMbKICTIO BOAW, PO3YMHHUK BUNAPWIN i 3aIMLLIOK eKcTparysanu Bo4o
Ta etunauetatom. OpraHiyHy a3y BUCYLIMAM Ta PO3YMHHUK Bunapunu. MpoaykT ogepxanu nicns
0o4MCTKN npenapaTtuBHolo BEPX 3 BMKOpUCTaHHAM rpafieHTa aueToHiTpun/soga, y BUrMIsA4i XOBTOro
ocagy (4 wr, 5 %).

MS: M = 407,4 (M+H)"

Mpuknag 2: 6-Unknonponin-3-(nipumiganH-5-inamiHo)nipnamnH-2-kapboHoBoi kucnotn (1-metun-3-
mMeTunkapbamoin-1H-nipason-4-in)amig

Cragis 1: 1-Metnn-4-HiTpo-1H-nipa3on-3-kapboHOBOI KUCIOTU MeTUnamig

MpoayKT ogepxanu BiagnoBigHO Ao cnocoby, onucaHoro B MNpuknagi 1, ctagis 1, 3 BAKOPUCTaHHAM
Ak  BuxigHoi  cnonykn  1-meTun-4-HiTpo-1H-nipa3on-3-kapboHOBOI  KMCNOTM  Ta  MeTurnamiHy
rigpoxnopwvay, y BUrnsagi ceitno-xosToro ocagy (250 mr, 64 %).

MS: M = 185,1 (M+H)"

Cragia 2: 4-AmiHo-1-meTun-1H-nipa3on-3-kapboHOBOI KUCNOTU MeTUNaMmig

PosunH 1-meTtnn-4-Hitpo-1H-nipason-3-kapboHoBoi kucnotn metunamigy (100 mr, 0,5 mmonb) B
eTaHoni (4 mn) npoaynu aproHom Tta o6pobunu Pd/C 10% (40 wmr, 0,04 mmonb). PeakuinHy nocyanHy
MOMICTUMN Y BakyyMm Ta MPOAYNW BOOHEM TpuWui i peakuiiHy cymill nepemiwlyBanu npu KiMHaTHIN
TemnepaTypi NpoTArom Houi. PeakuiiHy cymiw BiadinbTpyBanu 1a pO3YMHHUK BUNapuUnm, ogepKasLum
Kopu4yHeBe B’A3ke macno (76 mr, 91 %), sike BUkopucToByBanu 6e3 4O4aTKOBOI OYUCTKN.

MS: M = 155,2 (M+H)"

Cragia 3: 6-Uumknonponin-3-(nipymiguH-5-inamiHo)nipuanH-2-kap6oHoBoi  kucrnotn (1-meTtun-3-
meTunkapbamoin-1H-nipason-4-in)amig

B aTtmocdepi iHepTHOro rasy, 4-amiHo-1-meTun-1H-nipason-3-kapboHoBoi kncnotn metunamig (12
mr, 0,08 mmonb) posunHunu B Tonyoni (1,5 mn). [logasanu gumetunantominito xnopug (164 mkn, 0,9
M po3umH B renTaHi) i peakuinHy cymiw nepemiwysanu npotsarom 10 XB. Npu KiMHATHIN TemnepaTypi.
Honasann npomixHy cnonyky A-1 (20 mr, 0,07 mmonb) i peakuinHy cymiw HarpiBanu npyu 90 °C
npoTarom 5 rog. icna oxonomkeHHa 00 KiIMHATHOI TeMnepaTypu, AogaBanu HEBENWKY KiNbKiCTb BOAU
i ofepxaHy cycneHsito obepexHo nepemilyBany NpoTAromMm 5 xB. Yci neTki KOMNOHEHTU BUAAMUMM i
NPOAYKT OAepXanu Micna O4YnucTku XpomaTorpadieto Ha cunikareni 3 BUMKOPWUCTaHHAM rpafieHTa
rentaH/eTunaueTar y Burnagi cipo-6inoro ocaay (7,8 mr, 28 %).
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MS: M = 393,2 (M+H)"
Mpuknag 3:  6-Uuknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-kapboHoBoi  kucnotn  (3-
kapb6amoin-1-meTtun-1H-nipason-4-in)amig

NH

O 2

T /=N

IN\ H \ N\
Z>NH
A
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Cragis 1: 1-MeTtnn-4-Hitpo-1H-nipason-3-kapboHOBOI KUCNOTK amig

MpoaykT ogepxanu BigNoBigHO Ao cnocoby, onucaHoro B MNpuknagi 1, ctagis 1, 3 BUKOPUCTaHHAM
K BUXigHOT cnonykn 1-meTun-4-Hitpo-1H-nipa3on-3-kapboHOBOI KMCMOTM Ta [ABOX €KBiBareHTiB
XIIOpVAY aMOHiIt0 K [pKeperna amiHy y Burnagi ceitrno-xosToro ocagy (110 wmr, 37 %).

MS: M =171,2 (M+H)"

Cragia 2: 4-AmiHo-1-meTun-1H-nipason-3-kapboHOBOI KUCNOTK aMig

MpoaykT ogepkanu BiANOBIAHO A0 cnocoby, onucaHoro B MNpuknagi 2, ctagia 2, 3 BUKOPUCTaHHAM
AK BMXigHOI crnonykn 1-meTun-4-HiTpo-1H-nipa3on-3-kapboHOBOI KMCNOTW amigy y Burmsgi ciporo
ocaay (45 wmr, 100 %).

Cragia 3: 6-Uuknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHosoi  kucnotn (1-metun-3-
meTunkapbamoin-1H-nipason-4-in)amig

MpoaykT ogepxxanu BignosigHo Ao cnocoby, onucaHoro B Mpuknagi 2, ctagist 3, 3 BUKOPUCTaHHAM
AK BUXiOHOI cnonyku 4-amiHo-1-metunn-1H-nipason-3-kapboHOBOI KACNOTK amigy Ta NPOMIKHOI
crnonykn A-1'y Burnagi cipo-6inoro ocagy (7,5 mr, 28 %).

MS: M = 379,4 (M+H)"

Mpuknag 4:  6-Uuknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHoBoi  kucrnotn  [3-
anmeTunkapdamoin-1-(2-meTokcieTun'-1H-ninasnn_A_inlanin

z

*/N /

Cragis 1:4-Hitpo-1H-nipa3on-3-kapboHOBOI KNCNOTK eTUNoBuii edoip

Po3unH 4-HiTpo-1H-nipa3on-3-kapboHoBoi kucrnotn (2,5 r, 15,9 mMmonb) B eTaHonebHin HCI (38,3
mn, 1,25M) HarpiBanu 3i 3BOPOTHUM XOMOAWUSIBHUKOM MNPOTArOM HOYi. YCi NeTKi KOMMOHEeHTU
BMAanunu, ogepxaswm 6inun ocag (2,9 r, 98 %), Skun BukopucToByBanu 6e3 4o4aTKoBOI OYUCTKM.

MS: M = 186,1 (M+H)"

Cragia 2: 1-(2-MeTtokcieTun)-4-HiTpo-1H-nipa3on-3-kapboHOBO| KNCNOTH eTunoBun edip

[o po3umHy 4-HiTpo-1H-nipason-3-kapboHoBoi kucnotn etunosoro edipy (100 mr, 0,54 mmonb) B
AOMCO (1 mn) gogaBanu kapboHaT kanito (164 mr, 1,19 MMOnb) i peakuiviHy CyMmill nepemilysanm
npotdarom 5 xB. [logaBanun 1-6pom-2-metokcietaH (110 mkn, 1,19 mmonb) i ogepxaHy peakuinHy
CyMill nepeMillyBanu nNpu KiMHaTHIA TemnepaTtypi NPOTAromMm Houi. PeakuiinHy cymill posginunu mix
eTunaueTatoM Ta BoAOK i BogHy a3y ekcTparyBanu etunaueTtatoM. OG’egHaHi opranivHi dasm
BUCYLUMNN Ta PO3YMHHUK Bunapwnu. [pogykT ogepxanu y BUrnsdi cymiwi perioisomepis, 4Kki
po3ginunn xpomartorpacdpieto Ha cunikareni 3 BWKOPUCTaHHAM rpagieHTa renrtad/eTunauerar,
ogepxaBlmn 72 mr (55 %) HeobxigHoro perioizomepy Ta 33 Mr (25 %) 2-(2-meTokcieTwn)-4-HiTpo-2H-
nipa3on-3-kap6oHOBOI KUCITOT €TUNOBOTO eqdipy.

MS: M = 244,3 (M+H)"

Cragis 3: 1-(2-MeTokcieTnn)-4-HiTpo-1H-nipa3on-3-kapboHOBOT KNCNOTUN AUMETUNAMIA

B atmocdepi iHepTHOro rasy gumetunamiHy rigpoxnopug (73 wr, 0,89 MMonb) po3unHUNN B
Tonyoni (1,0 mn). JopaBanu ammetuvnantomidito xnopug (990 mkn, 0,9M renTaHOBMIA PO3YMH) i
peakuinHy cymiw nepemiwyBanu npotarom 10 XB. npu KiMHaTHin Temnepatypi. JopaBann 1-(2-
MeTOoKCieTun)-4-HiTpo-1H-nipason-3-kapboHoBoi  kucnotu etunosun edip (70 mr, 0,29 mmonb) i
peakuiinHy cymiw HarpiBanu npu 90 °C npotaroMm Hodi. [licna OXonomXeHHs [0 KiMHATHOI
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TemnepaTypu gogaBanu HEeBEMUKY KinbKiCTb BOAW i OAep)aHy CyCneHsito nepemiwysanm 0bepexHo
npoTsrom 5 xB. Yci neTki KOMMNOHEHTV BUAANUAW i NPOAYKT oAepXanu Nicns o4UCTKM XpomaTtorpadgieto
Ha cunikareni 3 BUKOPUCTaHHAM rpafieHTa rentaHd/eTunauerart y BUIMSAi CBITNO-KOPMYHEBOro macrna
(65 wmr, 93 %).

MS: M = 243,3 (M+H)"

Cragis 4: 4-AmiHo-1-(2-meTokcieTnn)-1H-nipason-3-kapboHOBOT KNCNOTHN AUMETUNaMIA

MpoaykT ogepxanu BignoBigHO Ao cnocoby, onvcaHoro B Npuknagi 2, ctagis 2, BUKOPUCTOBYOUM
AK BMXigHY cnonyky 1-(2-meTtokcieTun)-4-HiTpo-1H-nipason-3-kapboHOBOI KMCMOTKM AUMEeTunamia, y
BUrNs4i CBITNO-XOBTOro Macna (48 mr, 99 %).

MS: M = 213,2 (M+H)"

Crapiqa 5: 6-Linknonponin-3-(nipumignH-5-inamiHo)nipmamH-2-kapboHOBOT KncrnoTtn [3-
anmetunkapbamoin-1-(2-metokcieTvn)-1H-nipason-4-injamig

MpoaykT opepxanu BignosigHo Ao cnocoby, onucaHoro B [Npuknagi 2, ctagisa 3, BUKOPUCTOBYOY Y
AK BUXiOHY cnonyky 4-amiHo-1-(2-meTtokcieTvn)-1H-nipa3on-3-kapboHOBOI KMCNOTU AumeTunamig Ta
npoMixHy crnionyky A-1, y Burnagi >xostoro ocagy (33 mr, 52 %).

MS: M = 451,2 (M+H)"

Mpuknag 5: 6-Lumknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi kucnotu (1-metun-3-
mMeTunkapbamoin-1H-nipason-4-in)amig

H
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MpoaykT ogepxxanu BignoBigHO A0 cnocoby, onncaHoro y MNpuknagi 2, ctagia 3, BUKOPUCTOBYHOYUN
AK BUXigHY cnonyky 4-amiHo-1-metun-1H-nipason-3-kapboHOBOI KMCNOTM MeTunamig Ta MpPOMiIKHY
cnonyky A-10, y Burnsagi xosToro ocagy (14 mr, 51 %).

MS: M = 394,1 (M+H)"

Mpuknag 6:  6-Uuknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHoBoi  kucrnotn  [5-
anmveTtunkapbamoin-1-(2-metokcieTvn)-1H-nipason-4-injamig
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Cragia 1: 2-(2-MeTtokcieTun)-4-HiTpo-2H-nipa3on-3-kapboHOBO| KUCMOTN eTunosmn edip

MpoaykT ogepxanu BignoBigHO Ao cnocoby, onucaHoro B MNpuknagi 4, cTagia 2, y BUrnagi cymiwi
perioisomepiB, SKi po3ginunu xpomaTtorpadielo Ha cunikareni 3 BUKOPUCTAHHAM rpagieHTa
rentaH/etunauetaT, ogepxaBwun 33 Mmr (25 %) HeobxigHoro perioisomepy Ta 72 mr (55 %) 1-(2-
MeToKcieTun)-4-HiTpo-1H-nipa3on-3-kapboHOBOI KUCIOTH €TUNOBOro edipy.

MS: M = 244,3 (M+H)"

Crapgia 2: 2-(2-MeTokcieTun)-4-HiTpo-2H-nipa3on-3-kapOoHOBO| KUCNOTU AUMETUNamig

MpoaykT ogepxxanu BignoBigHo fo cnocoby, onucaHoro B MNpuknagi 4, ctagia 3, BUKOPUCTOBYHOYM
AK BUXigHY Cnonyky 2-(2-meTtokcieTun)-4-HiTpo-2H-nipason-3-kapboHOBOi KUCIOTN eTurnoBun eqip, Yy
BUIMA4i CBIiTNO-kopryHeBoro macna (20 mr, 67 %).

MS: M = 243,2 (M+H)"

Cragis 3: 4-AmiHo-2-(2-meTokcieTnn)-2H-nipason-3-kapboHOBOT KNCNOTU AnMETUNamig,

MpoaykT ogepxanu BignoBigHO Ao cnocoby, onvcaHoro B MNpuknagi 2, ctagis 2, BUKOPUCTOBYOUM
K BUXiOHY cnonyky 2-(2-mMeTokcieTun)-4-HiTpo-2H-nipa3on-3-kapboHOBOI KMCNOTKM AUMEeTunamig, y
Burnagi ciporo macna (19 mr, 99 %).

MS: M =213,2 (M+H)"
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Crapiqa 4: 6-Linknonponin-3-(nipumignH-5-inamiHo)nipmamH-2-kapboHOoBOT Kncrnotn [5-
anmetunkapbamoin-1-(2-metokcieTvn)-1H-nipason-4-injamig

MpoaykT ogepxanu BignoBigHO Ao cnocoby, onvcaHoro B MNpuknagi 2, ctagis 3, BUKOPUCTOBYOUM
AK BMXiOHY CMonyKy 4-amiHo-2-(2-meTokcieTun)-2H-nipa3on-3-kapboHOBOI KMCNOTWM AMMeTUNamig Ta
npoMixkHy cnonyky A-1, y Burnagi xxostoro ocagy (4 mr, 12 %).

MS: M = 451,2 (M+H)"

Mpuknag 7:  6-Umknonponin-3-(nuimignH-5-inamiHo)nipngnH-2-kapboHoBoi  kucnotn  [3-
anveTunkapbamoin-1-(2,2,2-tpudtopetnn)-1H-nipason-4-injamig
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Cragis 1: 4-Hitpo-1-(2,2,2-TpudTopeTnn)-1H-nipa3on-3-kapOoHOBOI KUCNOTU eTUoBUIA edip

MpoaykT opepxanu y BUrNSAI €AMHOrO perioisoMepy BiAMoBiAHO A0 cnocoby, onucaHoro B
Mpuknagi 4, cragis 2, 3 BUKOPUCTaAHHSAM sIK BUXiOHOI crionyku 4-HiTpo-1H-nipason-3-kapboHoBoi
KMCNOTU eTUNoBoro edipy Ta 2,2,2-TpudTopeTnnMmeTaHcynbqoHaTy Micns O4MCTKM XpomaTorpadieto
Ha curnikareni 3 BUKOPUCTaHHAM rpafieHTa rentad/eTunaueTar y Burnsagi xosTtoro macna (568 wr, 84
%).

MS: M = 268,1 (M+H)"

Crapgia 2: 4-Hitpo-1-(2,2,2-tpudtopeTtunn)-1H-nipason-3-kapboHOBOI KNCNOTK gumeTunamig

MpoaykT ogepxxanu BignoBigHo Ao cnocoby, onucaHoro B MNpuknagi 4, ctagia 3, BUKOPUCTOBYHOYN
AK BUXigHY cnonyky 4-HiTpo-1-(2,2,2-tpucdbtopeTnn)-1H-nipa3on-3-kapboHOBOI KUCNOTU €TUIOBUMA
edip, y Burnsai cipo-6inoro ocagy (38 mr, 66 %).

MS: M = 267,0 (M+H)"

Cragia 3: 4-AmiHo-1-(2,2,2-TpudpTopeTnn)-1H-nipa3on-3-kap6oHOBOI KUCMOTU AUMETUNamig

MpoaykT oaepxxanu BignoBigHO Ao cnocoby, onucaHoro B MNpuknagi 2, ctagis 2, BUKOPUCTOBYHOUN
AK BMXiOHY cnonyky 4-HiTpo-1-(2,2,2-tpudtopetnn)-1H-nipazon-3-kapboHOBOi KNCNOTW AMMETUNamIg,
y Burnsagi cipo-6inoro ocagy (32 mr, 99 %).

MS: M =237,2 (M+H)"

Crapis  4: 6-Lmknonponin-3-(nipumigmH-5-inamiHo)nipugunH-2-kapboHOBOT  KMCNOTU [3-
anmetunkapbamoin-1-(2,2,2-tpudtopetun)-1H-nipason-4-injamig

MpoaykT ogepxkanu BignoBigHo Ao cnocoby, onucaHoro B MNpuknagi 2, ctagia 3, BUKOPUCTOBYHOYUN
AK BUXigHY cnonyky 4-amiHo-1-(2,2,2-Tpudptopetun)-1H-nipason-3-kapboHOBOI KUCNOTU AMMeTUnamis
Ta npoMikHy cnonyky A-1, y Burnagi ceitno-xostoro ocagy (11 mr, 33 %).

MS: M = 475,1 (M+H)"

Mpuknag 8:  6-Uuknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHoBoi  kucrnotn  [3-
meTunkapbamoin-1-(2,2,2-tpucptopetnn)-1H-nipason-4-injamig
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Cragisa 1: 4-Hitpo-1-(2,2,2-TpudTopetnn)-1H-nipa3on-3-kapb0OHOBOI KMCNOTWM MeTUnamig

MpoaykT ogepxanu BignoBigHo Ao cnocoby, onucaHoro B MNpuknagi 4, ctagis 3, BUKOPUCTOBYOYM
AK BUXiOHY cnonyky 4-Hitpo-1-(2,2,2-tpudTopetnn)-1H-nipason-3-kapboHOBOI KUCNOTU e€TUNOBUIA
edip, y Burngagi ceitno-xostoro macna (43 mr, 81 %).

MS: M = 253,2 (M+H)"
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Cragia 2: 4-AmiHo-1-(2,2,2-TpudpTopeTun)-1H-nipason-3-kapboOHOBOI KUCNOTWM MeTUnamig

MpoaykT oaepxanu BignosigHoO Ao cnocoby, onucaHoro B [Npuknagi 2, ctagia 2, BUKOPUCTOBYOUM
AK BMXiOHY crnonyky 4-HiTpo-1-(2,2,2-TpudptopeTtun)-1H-nipason-3-kapboHOBOI KMCNOTK MeTunamig, y
BUrnAgi cipo-6inoro ocagy (25 mr, 71 %).

MS: M = 223,2 (M+H)"

Cragia  3: 6-Linknonponin-3-(nipumMignH-5-inamiHo)nipuanH-2-kapboHOBOI  KMCNOTH [3-
meTunkapbamoin-1-(2,2,2-tpucptopeTtnn)-1H-nipason-4-injamig

MpoaykT ogepxanu BignoBigHO A0 cnocoby, onvcaHoro B MNpuknagi 2, ctagis 3, BUKOPUCTOBYHOYM
AK BUXigHy cnonyky 4-amiHo-1-(2,2,2-tpudtopeTtun)-1H-nipason-3-kapboHOBOI KUCNOTU MeTUnNamia Ta
npoMixHy crnonyky A-1, y Burnagi ceitno-xostoro ocagy (14 mr, 58 %).

MS: M = 461,3 (M+H)"

Mpuknag 9:  6-Lumknonponin-3-(nipymiamH-5-inamiHo)nipuaunH-2-kapboHoBoi  kncnotn  [3-
meTunkapbamoin-1-(3,3,3-Tpupronrnanind 1 ninasnn A inlanin
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Cragis 1: 4-Hitpo-1-(3,3,3-TpudTtopnponin)-1H-nipa3on-3-kapboHOBOi KUCNOTU eTunoBun edip

MpoaykT ogepxanu BignoBigHO Ao cnocoby, onucaHoro B MNpuknagi 4, ctagis 2, BUKOPUCTOBYHOUN
AK BUXIiAHY cnonyky 4-Hitpo-1H-nipa3on-3-kapboHoBoi kucnotn etunosui edip ta 1,1,1-Tpudtop-3-
nogonponaH y BUrNagi cymiwi perioisomepiB, ki po3ginunm xpomaTtorpadiieto Ha cunikareni 3
BMKOPUCTaHHAM rpagieHTa rentaH/etunauertar, ogepxaswum 68 mr (15 %) HeobxigHoro perioisomepy
Ta 141 wmr (31 %) 4-HiTpo-2-(3,3,3-Tpudptopnponin)-2H-nipason-3-kapboHOBOI KACMOTU €TUNOBOro
eqipy.

MS: M =282,0 (M+H)"

Cragia 2: 4-Hitpo-1-(3,3,3-Tpudtopnponin)-1H-nipa3on-3-kapboHOBOI KUCNOTU MeTUnamig

MpoaykT ogepxkanu BignoBigHO A0 cnocoby, onncaHoro B MNpuknagi 4, ctagia 3, BUKOPUCTOBYOUN
AK BUXiOHY cnonyky 4-HiTpo-1-(3,3,3-Tpudptopnponin)-1H-nipason-3-kapboHOBOI KMCNOTW €TUITOBUIA
edbip, y BUrnsai ceitno-kopuyHeBoro BockonogiobHoro ocagy (41 mr, 67 %).

MS: M = 267,0 (M+H)"

Cragia 3: 4-AmiHo-1-(3,3,3-TpudbTopnponin)-1H-nipa3on-3-kapboHOBOT KUCNOTU MeTUnamig

MpoaykT oaepxxanu BignoBigHO Ao cnocoby, onucaHoro B MNpuknagi 2, ctagis 2, BUKOPUCTOBYHOUN
AK BUXigHY crnonyky 4-Hitpo-1-(3,3,3-Tpudptopnponin)-1H-nipason-3-kapboHOBOI KMCNOTM MeTunamig,
y BUrnsai kopnyHesoro macna (36 mr, 99 %).

MS: M =237,2 (M+H)"

Crapis  4: 6-Lmknonponin-3-(nipumignH-5-inamiHo)nipugunH-2-kapboHOBOT  KUCNOTU [3-
meTtunkapbamoin-1-(3,3,3-tpuctopnponin)-1H-nipason-4-injamig

MpoaykT ogepxxanu BignoBigHo Ao cnocoby, onucaHoro B lNMpuknagi 2, ctagis 3, BUKOPUCTOBYOUM
AK BUXigHy crnonyky 4-amiHo-1-(3,3,3-Tpudtopnponin)-1H-nipason-3-kapboHOBOI KMCNOTM MeTunamig
Ta npoMixHy crnonyky A-1, y Burnagi ceitno-xostoro ocagy (11 mr, 33 %).

MS: M = 475,5 (M+H)"

Mpuknag 10:  6-Uuknonponin-3-(nipumignH-5-inamiHo)nipnanH-2-kapboHoBoi  kucnotn  [5-
mMeTunkapbamoin-1-(3,3,3-Tpyhronmnaninl 1L ninaonn A inlanin
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Cragis 1: 4-Hitpo-2-(3,3,3-TpudTopnponin)-2H-nipason-3-kapOboHOBOI KUCNOTK €TUIoBUA ecdip
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MpoaykT opepxanu BignosigHo Ao cnocoby, onucaHoro B MNpuknagi 4, ctagis 2, BUKOPUCTOBYHOUM
AK BUXiOHY cnonyky 4-HiTpo-1H-nipason-3-kapboHoBoi kucnotn etunosun edip ta 1,1,1-tpudtop-3-
nogonponaH, y BUIMSA4I Cymilwi perioisomMepiB, SAKi po3ginunm xpomartorpadieto Ha cunikareni 3
BMKOPUCTaHHAM rpajieHTa rentaH/etunauerart, ogepxaswm 141 mr (31 %) HeobxigHoro perioisomepy
Ta 68 mMr (15 %) 4-HiTpo-1-(3,3,3-TpudTopnponin)-1H-nipa3on-3-kapbOHOBOiI KUCMOTU ETUNOBOro
edipy.

MS: M = 282,0 (M+H)"

Cragis 2: 4-Hitpo-2-(3,3,3-TpudTopnponin)-2H-nipa3on-3-kapOboHOBOI KUCNOTWM MeTUNaMmig

MpoaykT oaepxanu BignosigHo Ao cnocoby, onucaHoro B [Npuknagi 4, ctagisa 3, BUKOPUCTOBYOUM
AK BUXigHY cnonyky 4-HiTpo-2-(3,3,3-Tpudpbtopnponin)-2H-nipaszon-3-kapboHOBOI KMCMOTU €TUINOBUN
eqip, y Burnagi 6esdapsHoro macna (33 mr, 50 %).

MS: M = 267,0 (M+H)"

Cragisa 3: 4-AmiHo-2-(3,3,3-TpudTopnponin)-2H-nipa3on-3-kapbOHOBOI KUCNOTWU MeTUNaMmig

MpoaykT oaepxanu BignosigHo Ao cnocoby, onucaHoro B [Npuknagi 2, ctagisa 2, BUKOPUCTOBYOUM
AK BUXigHY crnonyky 4-Hitpo-2-(3,3,3-Tpudptopnponin)-2H-nipa3on-3-kapboHOBOI KMCNOTM MeTunamig,
y Burnsaai kopmuHesoro macna (30 mr, >100 %).

MS: M = 237,2 (M+H)"

Cragia  4: 6-Lmknonponin-3-(nipumigmH-5-inamiHo)nipugnH-2-kapOboHOBOT  KUCNOTH [5-
meTunkapbamoin-1-(3,3,3-Tpudptopnponin)-1H-nipason-4-injamig

MpoaykT ogepxanu BignoeigHo Ao cnocoby, onncaHoro B Mpuknagi 2, ctagis 3, BUKOPUCTOBYHOYM
AK BUXigHy cnonyky 4-amiHo-2-(3,3,3-Tpudtopnponin)-2H-nipason-3-kapboHOBOI KMCNOTM MeTunamig
Ta npoMixHy crnonyky A-1, y Burnagi ceitno-xostoro ocagy (12 wmr, 41 %).

MS: M = 475,1 (M+H)"

Mpuknag 11: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipngunH-2-kapboHoBoi  kucnotn  [1-(2-
mMeTokcieTun)-5-metunkapbamoin-1H-nipason-4-injamig
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Cragis 1: 2-(2-MeTokcieTnn)-4-HiTpo-2H-nipa3on-3-kapboHOBOT KUCMOTU MeTUNaMig

MpoaykT ogepxxanu BignoBigHo fo cnocoby, onncaHoro B MNpuknagi 4, ctagisa 3, BUKOPUCTOBYOYM
AK BUXiOHY cnonyky 2-(2-meTtokcieTun)-4-Hitpo-2H-nipason-3-kapboHOBOI KMCNOTU eTunoBui edip
(Mpuknapg 6, ctagis 1; 22 mr, 40 %).

MS: M = 243,2 (M+H)"

Cragia 2: 4-AmiHo-2-(2-meTokcieTvn)-2H-nipa3on-3-kapboHOBOT KUCNOTU MeTUnamig

MpoaykT ogepxkanu BigNoBigHO Ao cnocoby, onncaHoro B MNpuknagi 2, ctagia 2, BUKOPUCTOBYHOYN
AK BWXIiOHY cnonyky 2-(2-meTokcietwnn)-4-HiTpo-2H-nipa3on-3-kapboHOBOI KMCAOTU MeTunamig, y
BUIMAAi CBIiTNO-KopryHeBoro ocagy (16 mr, 47 %).

MS: M = 199,3 (M+H)"

Cragis  3:  6-Uuknonponin-3-(nipumignH-5-inamiHo)nipugunH-2-kapboHosoi  kucnotn  [1-(2-
MeTokcieTun)- 5-meTunkapbamoin-1H-nipason-4-injamig

MpoayKT oaepxxanu BignoBigHO Ao cnocoby, onucaHoro B MNpuknagi 2, ctagis 3, BUKOPUCTOBYHOUN
AK BUXigHY cnonyky 4-amiHo-2-(2-meTokcieTunn)-2H-nipa3on-3-kapboHOBOI KMCNOTU MeTunamig Ta
npoMiXHy crnonyky A-1, y BUrnaai ceitrno-xosToro ocagy (4 mr, 26 %).

MS: M = 437,3 (M+H)"

Mpuknag 12: 6-Uwuknonponin-3-(nipuMignH-5-inamiHo)nipuanH-2-kapboHoBoi  kucnotn  (1-
yuknonponinmeTun-3-metunkapbamoin-1H-nipason-4-in)amig
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Cragia 1: 1-UuknonponinmeTnn-4-Hitpo-1H-nipason-3-kapboHOBOiI KUCNOTK eTunosun edip

MpoaykT ogepxanu BignoeigHO Ao cnocoby, onvcaHoro B Npuknagi 4, ctagis 2, BUKOPUCTOBYOUM
AK  BuXigHy  cnonyky  4-HiTpo-1H-nipa3on-3-kapOoHOBOI  kMCMOTM  eTwunoBuiA  edip  Ta
OpoMMeTuMnuUMKIonponaH, y BUMMsAi CyMilli perioisomMepiB, €ki po3ginunu xpomartorpadieto Ha
cunikareni 3 BUKOPUCTaHHSIM rpagieHTa rentaH/eTunaueraTt, ogepxaswm 179 mr (46 %) HeobxigHoro
perioisomepy Ta 88 wmr (23 %) 2-umknonponinmeTun-4-Hitpo-2H-nipason-3-kapboHOBOI  KMCNOTU
€TnnoBoro edipy.

MS: M = 240,1 (M+H)"

Cragia 2: 1-UnknonponinmeTtnn-4-HiTpo-1H-nipa3on-3-kapboHOBOI KUCNOTU MeTUnamig

MpoaykT ogepxkanu BignoBigHo Ao cnocoby, onucaHoro B MNpuknagi 4, ctagia 3, BUKOPUCTOBYHOYN
AK BMXiOHY cnonyky 1-umknonponinmeTun-4-Hitpo-1H-nipason-3-kapboHoBoi KMcnoTu eTnnosun edip,
y BUrNsAi CBITNO-KOPUYHEBOro BockonodibHoro ocagy (78 mr, 83 %).

MS: M = 225,2 (M+H)"

Cragis 3: 4-AmiHo-1-umknonponinmeTun-1H-nipason-3-kapboHOBOI KMCIOTK MeTUnamig

MpoaykT ogepxxanu BignoeigHo Ao cnocoby, onucaHoro B MNpuknagi 2, ctagis 2, BAKOPUCTOBYHOYM
AK BUXiAHY cnonyky 1-umknonponinMeTun-4-HiTpo-1H-nipason-3-kapboHoBOI KMCOTM MeTunamig, y
BUMAAi KopudHesBoro ocagy (58 mr, 95 %).

MS: M = 195,2 (M+H)"

Cragia  4:  6-Uuknonponin-3-(nipumignH-5-inamiHo)nipugnH-2-kapboHOBOT  KMCNOTK (1-
uuknonponinmeTun-3-metunkapbamoin-1H-nipason-4-in)amig

MpoaykT ogepxkanu BignoBigHo Ao cnocoby, onucaHoro B MNpuknagi 2, ctagia 3, BUKOPUCTOBYHOYUN
AK BMXigHY cnonyky 4-amiHo-1-umknonponinmeTtun-1H-nipason-3-kapboHOBOI KUCMOTU MeTunamig Ta
npoMixHy cnonyky A-1, y Burnagi ceitno-xostoro ocagy (26 wmr, 49 %).

MS: M = 433,4 (M+H)"

Mpuknag 13:  6-Uwuknonponin-3-(nipuMignH-5-inamiHo)nipuanH-2-kapboHoBoi  kucnotn — (1-
uuknonponinmeTun-5-metunkapbamoin-1H-nipason-4-in)amig
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Cragis 1: 2-LuknonponinmeTtnn-4-Hitpo-2H-nipa3on-3-kapboHOBOiI KUCNOTK eTunosui edip

MpoayKT oaepxxanu BigNoBigHO Ao cnocoby, onncaHoro B MNpuknagi 4, ctagis 2, BUKOPUCTOBYHOUN
AK  BuXigHy  cnonyky  4-HiTpo-1H-nipason-3-kapboHoBOi  kucrnoTu  eTunoBun  ecdip Ta
OpommeTUnUMKNONpoNnaH, y BUMsAA4i CyMiwi perioisomepiB, siki po3ginunm xpomartorpacdpieto Ha
cvnikareni 3 BUKOPUCTaHHAM rpagieHTa rentad/etunauetaTt, ogepxaslum 88 mr (23 %) HeobxigHOro
perioizsomepy Ta 179 wmr (46 %) 1-umknonponinmeTnn-4-HiTpo-1H-nipason-3-kap6oHOBOI KMCNOTK
€TUNnoBoro egipy.

MS: M = 240,1 (M+H)"

Cragis 2: 2-Luknonponinvetnn-4-HiTpo-2H-nipa3on-3-kapboHOBOI KNCNOTK MeTUnamig,

MpoaykT ogepxxanu BignoBigHO Ao cnocoby, onvcaHoro B MNpuknagi 4, ctagis 3, BUKOPUCTOBYOUM
AK BUXiAHY CMOMyKy 2-UmMknonponinMeTun-4-Hitpo-2H-nipa3son-3-kapboHOBOT KUCNOTK eTUnoBun eqip,
y Burnagi 6inoro ocagy (40 mr, 53 %).
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MS: M = 225,2 (M+H)"

Cragisa 3: 4-AmiHo-2-umknonponinmeTun-2H-nipason-3-kapboHOBOI KNCMOTU MeTUnamig

MpoaykT ogepxanu BignoBigHO Ao cnocoby, onvcaHoro B MNpuknagi 2, ctagis 2, BUKOPUCTOBYHOUN
AK BUXiAHY CMOMyKy 2-UMKnonponinMeTun-4-HiTpo-2H-nipason-3-kapboHoBOI KMCOTM MeTunamig, y
BUIMAgi KopuyHeBoro ocagy (32 wmr, 92 %).

MS: M = 195,3 (M+H)"

Cragisa  4:  6-Umknonponin-3-(nipumianH-5-inamiHo)nipnanH-2-kapOboHOBOI  KUCIOTK (1-
umknonponinmeTun-5-metunkapbamoin-1H-nipason-4-in)amig

MpoaykT oaepxanu BignosigHo Ao cnocoby, onucaHoro B [Npuknagi 2, ctagisa 3, BUKOPUCTOBYOUM
AK BMXiQHY cnonyky 4-amiHo-2-umknonponinmeTtun-2H-nipason-3-kapboHOBOI KUCMOTK MeTunamig ta
npoMixHy crnonyky A-1, y Burnagi ceitno-xostoro ocagy (14 wmr, 46 %).

MS: M = 433,4 (M+H)"

Mpuknag 14: 6-Unknonponin-3-(nipumignH-5-inamiHo)nipnamH-2-kapboHoBoi kncnotu [1-metnn-3-
(mopcdponiH-4-kapboHin)-1H-nipason-4-injamig

!
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Cragis 1: (4-AmiHo-1-meTun-1H-nipason-3-in)MmopdoniH-4-inMmeTaHoH

BignosigHo go cnocobis, onncarmx B MNMpuknagi 1, ctagii 1 Ta 2, npogykT ogepxanu Crnony4eHHsIM
1-meTnn-4-Hitpo-1H-nipason-3-kapboHoBoi  kucrnotm  Ta  MopdoniHy  (90%) | nmopanbLiow
rigporeHisauieto (67%), y Burnsgi amopdHoro 6inoro ocaay.

MS: M =211,2 (M+H)"

Cragia 2: 6-Uwuknonponin-3-(nipumignH-5-inamiHo)nipnguH-2-kapooHoBoi kucnotu [1-meTtun-3-
(MopdoniH-4-kapboHin)-1H-nipason-4-injamig

[o nepewmiwyBaHoro po3yuHy (4-amiHo-1-metun-1H-nipason-3-in)mopdoniH-4-inmeTaHoHy (67 Mr,
0,32 mmonb) Npu KiMHATHIM TemnepaTypi B AiokcaHi (2 mn) B atMocdepi aproHy gogasanv po3yuH
TpumeTunantomidito (0,16 mn, 2M B Tonyoni, 0,33 mmonb). MNicna nepemiwyBaHHSA NPOTArom 2 rog.
npu KiMHaTHIn Temnepatypi, A-1 (30 mr, 0,11 Mmonb) Aogasanu ogHielo nopuieto. PeakuinHy cymiw
Harpinn go 100 °C Ta npogoBxunu nepemiwyBaHHsa npotdrom 16 rog. Cymiw oxonogunu o
KimHaTHOi TemnepaTypu i goganu H,O (0,5 mn). Micna 15 xBunvH nepemilyBaHHs, gogasanu Tpoxu
MgSO, Ta npogoBxunu nepemiwysaHHsa npotarom 15 xB. Cymiw BiadineTpysanu, npomunu CH,Cl,
Ta Bunapunu. lNpoaykT odepxanu xpomaTorpadielo Ha cunikareni 3 BUKOPUCTaHHAM rpagieHTa
CH,CI,/MeOH. Cipo-6inuit ocag (35 wr, 74%).

MS: M = 449,3 (M+H)"

Mpuknag 15:  6-Uuknonponin-3-(nipyumignH-5-inamiHo)nipnanH-2-kapboHoBoi  kucnotn  [3-
(umknonponinmetunkap6amoin)-1-metun-1H-nipason-4-injamig
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BignosigHo o cnocobis, onucanux B lMNMpuknagi 14, npoaykT ogepXanu cnonyvyeHHam 1-metun-4-
HiTpO-1H-nipa3on-3-kapboHoBoi kucnotu Ta N-uuknonponinmetunaminHy (71%), rigporeHisauieto
(71%) Ta akTMBOBaHOI TpUMeTUNanoMiHieM peakuieto 3 A-1 (41%). Cipo-6inui ocag.

MS: M = 433,4 (M+H)"

Mpuknag 16: 6-Unknonponin-3-(nipumignH-5-inamiHo)nipnanH-2-kapboHoBoi kncnotu [1-metnn-3-
(ninepuamnH-1-kap6oHin)-1H-nipason-4-injamig
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BignosigHo oo cnocobis, onucanux B lMNMpuknagi 14, npoaykT ogepXanu cnonyvyeHHam 1-metun-4-
HiTpo-1H-nipa3on-3-kapboHoBOi KMcnoTM Ta ninepuguHy (KinbkicH.), rigporeHisauieto (63%) Ta
aKTMBOBaHO TpMMeTunaniomiHiem peakdieto 3 A-1 (89%). Cipo-6inuii ocag.

5 MS: M = 447,3 (M+H)"

Mpuknag 17:  6-Uuknonponin-3-(nipyumignH-5-inamiHo)nipnanH-2-kapboHoBoi  kucnotn  [3-

(umknorekcunmeTtunkap6amoin)-1-metun-1H-nipason-4-injamig

N
!
N SNH o g

N
~_N H _
O(Ni

BignosigHo oo cnocobis, onucanux B lMNMpuknagi 14, npoaykT ogepXanu cnonyvyeHHam 1-metun-4-
10 HiTpo-1H-nipa3on-3-kapboHoBoi kucrnotn ta N-meTunumknorekcunaminy (KinekicH.), rigporeHisauieto
(80%) Ta akTMBOBaAHOIO TpUMETUNaNtoOMiHieM peakuieto 3 A-1 (91%). Cipo-6inun ocag.
MS: M = 475,2 (M+H)"
Mpuknag 18: 6-Uuknonponin-3-(nipumiganH-5-inamiHo)nipugmnH-2-kapboHoBoi  kucrotm  [1-(2-
MeTokcieTun)-3-meTunkapbamoin-1H-nipason-4-injamig

Z
N

N O
f ~
NH O |
X
' ~N

15
Cragis 1: 1-(2-MeTtokcieTun)-4-HiTpo-1H-nipa3on-3-kapboHOBO| KUCMOTU MeTUNamig
o po3uuHy metunamiHy rigpoxnopugy (2,0 r, 25 Mmonb) Npu KiMHaTHIN TemnepaTypi B OiOKcaHi
(60 mn) gopaBanu TpuMmeTunanioMmuHin (2M B Tonyonmi, 12,3 mn, 25 MMonb) Ta nepemiwyBanu
NpoTAroM 2 rof. Npu KiMHaTHin Temnepatypi. [NoTim gogasanu 1-(2-meTtokcieTvnn)-4-HiTpo-1H-nipason-
20 3-kapboHoBoi kucnotu etunosun edip (2,0 r, 8,0 mmons; Mpuknag 4, crtagis 2). Cymiw Harpinu go
100 °C Ta npoaoBXunu nepeMillyBaHHA npoTsaroMm Hodi. Cymiwl oxonogunu Ao KiMHATHOI
TemnepaTypu, NoTiM JoJanu 2 Mi BOAW Ta NpoAoBXUNU nepemiwyBaHHs npotarom 15 xe. Jopanu
neBHy Kinbkictb MgSO, Ta npoaoBxunu nepemiwysaHHs npotarom 15 xB. Cymiw BigdinbTpysanu,
npomunu CH,Cl, Ta ckoHueHTpyBanu. CupoBMIA MNPOAYKT OYUCTUNM LINAXOM Xpomartorpadii Ha
25 cunikareni 3 BUKOPUCTaHHAM rpagieHTa uuknorekcaH/EtOAc, 3 ogepxaHHAM Cnonyku, 3asHayeHoi B
3aronoeky (302 mr, 16%), y BUrnagi opaHxeBoro macra.
MS: M =229,2 (M+H)"
Cragis 2: 4-AmiHo-1-(2-meTokcieTvn)-1H-nipa3on-3-kapboHOBO| KUCNOTU MeTUNamig
BignosigHo o cnocoby, onucaHoro Ha cragii 2 npuknagy 2, cnosyka, 3a3HayeHa B 3arorioBky,
30  6yna ogepxaHa y Burnagi macna (80%).
Cragisa 3: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipngnH-2-kapooHoBoi  kucnotn  [1-(2-
MeTokcieTun)-3-meTunkapbamoin-1H-nipason-4-injamig
BionosigHo fo cnocoby, onucaHoro Ha ctagii 2 npuknagy 14, cnonyka, 3asHayeHa B 3arofioBky,
fbyna opepxaHa, BUMKOPUCTOBYIOUM SAK BUXIOHY cnonyky 4-amiHo-1-(2-meTtokcietun)-1H-nipason-3-
35 KapboHOBOI KMCIOTN MeTunamig Ta A-1, y Burnsagi >xostoro ocagy (58%).
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MS: M = 437,3 (M+H)"
Mpuknag 19:  6-Uumknonponin-3-(nipyumigmH-5-inamiHo)nipnauH-2-kapboHoBoi  kucnotn  [3-
(Ll,MKnoneHTmnMeTmnKap6aM0'|'n)-1-MeTV|n 1H-nipa3on-4-injamig,

]
\j\NH 0 /

Yy

BignoeigHo o cnocobis, onucanux B lMNMpuknagi 14, npo,quT ofepxanu crnonyyeHHam 1-metnn-4-
HiTpO-1H-nipa3on-3-kapboHoBOoi kncrnotn Ta N-MeTUnuMKNoneHTunaminy (KinbkicH.), rigporeHisauieto
(84%) Ta akTMBOBaHOIO TpMMeTUNanoMiHiem peakuieto 3 A-1 (55%).

MS: M = 461,4 (M+H)"

Mpuknag 20:  6-Uuknonponin-3-(nipyumignH-5-inamiHo)nipnanH-2-kapboHoBoi  kucnotn  [3-

(isonponinveTtunkapb6amoin)-1-metun-1H-nipason-4-injamig

BignosigHo o cnocobie, onucanux B MNMpuknagi 14, npoaykT ogepXanu cnonyvyeHHsM 1-meTtun-4-
HiTpo-1H-nipa3on-3-kapboHoBOI KMCnoTM Ta MeTunizonponinamiHy (95%), rigporenisauieto (60%) Ta
aKTMBOBaHO TpuUMeTMnantoMmiHiem peakuieto 3 A-1 (49%).

MS: M = 435,4 (M+H)"

Mpuknag 21: 6-Luknonponin-3-(nipumMignH-5-inamiHo)nipyanH-2-kapboHoBoi kucnotu [1-metun-3-
(niponigmH-1-kap6oHin)-1H-nipason-4- in]aMi,u,

4
J\NH o ’

N
= N / N
x-N H
e

BignosigHo go cnocobiB, onucaHux B Mpuknagi 14, NnpoayKT ogepXxanu cnosnydYeHHsam 1-metunn-4-
HiTpo-1H-nipa3on-3-kapboHoBoi  kucnotu Ta niponianHy (46%), rigporeHisauieto  (89%) Ta
aKTMBOBaHOK TpUMeTUnaniomiHiem peakdieto 3 A-1 (54%). Cipo-6inuii ocag.

MS: M = 433,4 (M+H)"

Mpuknag 22: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipnanH-2-kapboHoBoi  kncnotn  [4-
(niponip,mH-1—Kap60Hin)nipmJ,MH-3-in]aMi,q

r
NH O

BignosigHo go cnocobie, onvucaHux B MNpuknagi 14, npogykT ogepXanu cronyYyeHHAM 3-HiTpo-4-
nipnanHkapboHoBOi kncnotu Ta niponignHy (25%), rigporeHisauieto (91%) Ta akTMBOBaHOMW
TpumeTunantoMiHiem peakuieto 3 A-1 (30%). CsiTno-xoBTuI ocag.

MS: M = 430,4 (M+H)"

Mpuknag 23: 6-Uuknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-kapboHoBoi  knucrnotun  (4-
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BignosigHo oo cnocobis, onucaHux B Npuknagi 14, npogykT ogepxanu crnonyyeHHAM 3-HiTpo-4-
nipnamMHKapboHOBOI KUCMOTU Ta AuMeTunamiHy rigpoxnopuay (25%), rigporeHisauieto (77%) Ta
5  aKTMBOBaHO TpumeTunantoMiHiem peakuieto 3 A-1 (26%). CBiTno-xoBTuI ocag.
MS: M = 404,3 (M+H)"
Mpuknag 24: 6-Uuknonponin-3-(nipuMignH-5-inamiHo)nipuanH-2-kapboHoBoi  kucnotn — (4-
mMeTunkapbamoinnipuguH-3-in)amig

anveTunkapbamoinnipuaunH-3-in)amig

r

rN

NHO

BignosigHo go cnocobis, onucaHux B MNpuknagi 14, npogykT ogepXanu Crnofy4YeHHsIM 3-HiTpo-4-
10 nipnanHkapboHOBOiI KUCMOTM Ta MeTunamiHy rigpoxnopuagy (38%), rigporeHisaudieto (95%) Ta
aKTMBOBaHO TpMMeTunaniomiHiem peakuieto 3 A-1 (8%). CeiTno-xoBTU ocag.
MS: M =390,1 (M+H)"
Mpuknag 25: 6-Uwuknonponin-3-(nipuMignH-5-inamiHo)nipuanH-2-kapboHoBoi  kucnotn  (3-
meTunkapbamoin-1-deHin-1H-nipason-4-in)amig

N
r/\l Q
Ns““NH 0 ,NN
YN
H
=N o |\|\|-|

15
Cragisa 1: 4-Hitpo-1-deHin-1H-nipason-3-kapboHOBOI KMCNOTK eTnnoBun eqip
Cnonyky, 3a3HayeHy B 3arofnoBsky, ogepxysanu 3rigHo 3 Z. Naturforsch. B., 2004, 59, 1132-1136.
Cipo-6inun ocag (27%).
MS: M = 262,0 (M+H)"
20 Cragis 2: 4-Hitpo-1-deHin-1H-nipason-3-kapboHoBa kucnoTa
[o nepewmiwyBaHoi cycneHsii 4-HiTpo-1-deHin-1H-nipason-3-kapboHOBOI KUCMOTU ETUITOBOIO
edipy (240 mr, 0,92 mMonb) nNpu KiMHaATHIN TemnepaTypi B eTaHoni (3 mn) B atmocdepi aproHy
popasanu 1H. NaOH (1,8 mn). Cymiw nepewmiwysanu npotarom 2 roa. Oopasanu 3H. HCI po
pocsirHeHHs pH ~ 2. B pesynbTtaTi gogaBaHHa H,O (~ 2 mn), HEOOXigHWIA NpoAyKT BMNaB A0 ocagy.
25 Woro sibpanu ginbTpadieto, npomunu H,O Ta Bucywumnu. Cipo-6inuit ocaa (184 mr, 86%).
MS: M = 187,9 (M-COOH)
Cragia 3: 4-AmiHo-1-deHin-1H-nipa3on-3-kapboHOBOI KUCMOTU MeTUNamig
BignosigHo go cnocobis, onncaHmx gnsa ctagii 1 npuknagy 1 Ta gns cragii 2 npuknagy 2, 4-Hitpo-
1-gpeHin-1H-nipa3on-3-kapboHOBY KUCNOTY copepxanu 3 MeTunamiHy rigpoxnopugom (90%) Tta
30 rigporeHidyBanm (KinbkiCHO) 3 ogepXaHHsIM CMoJyKu, 3a3HadeHoi B 3aronosky. Cipo-6inui ocag.
MS: M =217,3 (M+H)"
Cragisa  4:  6-Umknonponin-3-(nipymianH-5-inamiHo)nipuanH-2-kapOoHOBOI  KUCIOTK (3-
MeTunkapbamoin-1-ceHin-1H-nipason-4-in)amia
BionosigHo go cnocoby, onucaHoro B lNpuknagi 14, ctagis 2, npoBoannu B3aemogito 4-amiHo-1-
35 deHin-1H-nipason-3-kapboHoOBOT KMCNOTM MeTunamigy 3 A-1 3 ogepaHHAM CNonyku, 3a3HavyeHol B
3aronosky. Cipo-6inui ocag (52%).
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MS: M = 455,2 (M+H)"
Mpuknag 26: 6-MeTtokcumeTun-3-(nipymianH-5-inamiHo)nipugunH-2-kapboHoBoi  kucrotn  [1-(2-
MeTokcieTun)-5-meTunkapb6amoin-1H-nipason-4-injamig

N
V’\J\
A R

N H g
O A

0O
I
BignosigHo go cnocobis, onucaHunx B [Mpuknagi 18, cnonyka, 3asHadeHa B 3arorfioBky, Gyna
ofgepxaHa aktmBoBaHoi AlMe; peakuieto 2-(2-meTokcieTun)-4-HiTpo-2H-nipa3on-3-kapboHoBOi
kncnotn etunosoro edipy (Mpuknag 4, cragia 2) Ta wmetunamiHy rigpoxnopuagy (43%),
rigporeHizauieto (97%) Ta aktmsosaHot AlMe; peakuieto 3 A-3 (71%). CeiTno-xoBTU ocaa.
MS: M = 441,3 (M+H)"
Mpuknag 27: 6-Luknonponin-3-(nipuMignH-5-inamiHo)nipyanH-2-kapboHoBoi kucnotn [1-metun-3-
(2-meTunniponignH-1-kapboHin)-1H-nipason-4-injamig

N
r/ | /
NJNH o N

I
SN

| H ™
=N 0 N

Cragisa 1: 4-Hitpo-1H-nipa3on-3-kapb0oHOBOI KUCNOTU METUNOBUI edip

[o po3unHy 4-HiTpo-1H-nipa3on-3-kapboHosoi kucnotu (5 r, 31,8 mmons) B 6e3sogHomy MeOH
(60 mn) goganu CBiPKOKpUCTanisoBaHWW MOHorigpaTt n-tonyoncynbgoHoBoi kucnotu (300 mr, 1,6
MMOrb). PeakuiviHy cymiw HarpiBanu npu 65 °C npotarom 16 rogq. MeOH Buganunu nig Bakyymom.
3anuwok 3Miwanu 3 HacudeHuMm BoaHMM po3vmHoM NaHCO; (15 mn) Ta ekctparysanu EtOAc.
O6G’egHaHi opraHiyHi Wapu nNpoMunM BOZOK i MOTIM CONMbOBUM PoO34uHOM, Bucywunn (Na,SO,),
BigdinbTpyBanu Ta Bunapunu. CUPOBUA NPOOYKT OYMCTUAM XpomaTtorpadietd Ha KOMOHKax i3
cunikarenem 3 sukopuctaHHaMm 30% EtOAc/rekcaH 3 ooepXaHHAM Crosykun, 3a3HavyeHol B 3aroroBkKy,
y Burnsagi 6inoro ocagy (4,85 r, 89%).

Cragis 2: 1-Metnn-4-HiTpo-1H-nipa3on-3-kapboHOBOI KUCNOTK METUIOBUI edip

o po3unHy 4-HiTpo-1H-nipa3on-3-kapboHoBoi kucnotu metunosoro edipy (3,1 r, 18,1 Mmonb) B
6essogHomy aueToHi (2 mn) gogasanu K,COz (5 r, 36,2 mmonb) npu 25 °C. PeakuiiHy cymil
oxonogunu go 0 °C i goganu metunnogug, (2,2 mn, 36,3 mmonb). TemnepaTypy 3HOB NiABULLMNN 00
25 °C i notim HarpiBanu npu 70 °C npotsrom 2 rog. PO34mMHHMK BMAanunu nig BakyyMoM. 3anuLiok
posbasunm EtOA Ta npomunnu Bogoto Ta conboBMM po3unHoM, Bucywnnu (Na,SO,), BiadineTpyBanu
Ta CKOHuUeHTpyBanu. CUpoBWMA NPOOYKT OYMCTUMM XpomaTtorpadieto Ha KOMOHKax i3 cunikarenem.
EntotoBaHHsa 20% EtOAc/rekcan gano HeGaxaHui isomep 2-meTun-4-Hitpo-2H-nipason-3-kapboHoBoTi
kucnotn metunosui edip (1 r, 30%), noganblwe entooBaHHsa 40% EtOAc/rekcaH gano notpibHun
isomep 1-meTun-4-Hitpo-1H-nipason-3-kapboHoBoi kucnotn metunosun edip (1,8 r, 54%).

Cragis 3: 4-AmiHo-1-meTun-1H-nipason-3-kapboHOBOI KUCNOTWM METUNOBUIA edip

Po3unH 1-mMeTun-4-Hitpo-1H-nipason-3-kap6boHOBOi KMCroTn MeTunosoro edipy (4,8 r, 25,94
Mmonb) B 6e3sogHomy MeOH (100 mn) petenbHo npoaynu aproHom, obpobunm 10% Pd-C (2,7 T,
2,59 Mmmonb), Ta 3HOB NPOAYnM aproHoMm. MoTiM peakuinHy cymill rigporeHisysanv BogHeM Mig TUCKOM
npu KiMHaTHIN TemnepaTtypi NPOTAroM Houi. PeakuinHy cymil BiadinbTpyBanu yepes KynbKu Uenity.
®inbTpaT CKOHUEHTPYBanv Ta BUCYLLMIN 3 OAEPKaHHSM CMOMyKW, 3a3HayeHoi B 3arofoBKy y BUrMAgi
cipo-06inoro ocagy (3,4 r, 84%), sikuin BUKOPWUCTOBYBANM Ha HACTYMHIA peakuiiHin cTagii 6es
J00AaTKOBOI OYUCTKM.

Crapia 4: A4-{[6-Uunknonponin-3-(nipumignH-5-inamiHo)nipuanH-2-kapboHin]amiHo}-1-metun-1H-
nipason-3-kapboHOBOI KUCNOTW METUMNOBUN edip

o nepewmiwysaHoro posunHy A-2 (600 wmr, 2,34 mmorns) B AM® (10 mn) gopanu EDCI (672 wr,
3,51 mmonk) Ta HOBt (538 wr, 3,51 mmons) npu 25 °C. MNpogosxunu nepemilyBaHHa npoTtarom 10
xB. [o uUbOro po3uuHy nocnigoBHo fopanu 4-amiHo-1-meTtun-1H-nipason-3-kapboHOBOI KMCNOTU
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meTunosun edip (362 mr, 2,35 mmone) ta Tpuetunamid (0,8 mn, 5,35 mMmonb). PeakuiiHy cymil
nepemiwysanu npu 25 °C npoTarom Hodi, NoTiM noracunun Bogot (8 mn) Ta ekctparysanu CH,Cl,.
OOG’egHaHi opraHiyHi WwWapy NpoOMUN COMbOBUM pPo34mMHOM, Bucywnnm (Na,SO,), BigdinsTpyBanu Ta
Bunapvunu. OgepxaHui TakmMm YMHOM CUPOBUIA MPOAYKT OYUCTWUMM XpomaTtorpadieto Ha KOMOHKax i3
cunikarenem (2% MeOH/CH,CI,) 3 ogepXaHHAM 3a3Ha4veHoi B 3arofioBky crnonyku (642 mr, 69%) y
BUMNAAI XKOBTOMO B’A3KOro ocaay.

Cragis 5: 3aranbHa metoaumka ons LiIHMDS-onocepeakoBaHOro yTBOpPEHHS amigis

[o nepewmiwyBaHoro po34vmHy aminy (1,50 mmonb) B 6e3sogHomy TI® (5 mn) gogasanu LIHMDS
(1,0M B TT'®, 7-8 mmonb) npu Temnepatypi Big -30 °C go -40 °C. lNicna nepemiyBaHHA peakuinHoi
cymiwi npu uin Temnepatypi npotarom 15 xB. goganu po3yunH 4-{[6-umknonponin-3-(nipumignH-5-
inamiHo)nipnanH-2-kapboHinjamiHo}-1-meTnn-1H-nipa3on-3-kapboHOBOI  KMCNOTU METUNoBOro edipy
(1,0 mmone) B TT® (3 mn). PeakuinHy cymiw nepemiwyBany npu KiMHaTHIA TemnepaTtypi NpoTArom
HOYi, NOTIM Mnoracunu HacM4YeHUM BOAHMM PO34YMHOM Xropuay amoHito Ta ekctparyBanu EtOAc
(3%5 mn). O6’eaHaHi opraHiyHi Wwapu NnpomMmunu conbosmuM po3vmHoM (10 mn) Ta Bucywmnm (Na,S0,),
BiadinbTpyBanu Ta ckoHueHTpyBanu. CupoBuii MmaTtepian oumctunu npenapatusHoo BEPX (konoHka:
Gemini C18 (250%21,2 mm, 5 mMkm); entototoun rpagieHTom 0,05% BogHui posdmH TFA/aueToHiTpun 3
ofepXXaHHAM KiHLEBOro NpoaykKTy.

6-Unknonponin-N-[1-meTun-3-(2-metunniponignH-1-kap6oHin)-1H-nipason-4-in]-3-(nipumignH-5-
inamiHo)nipuamnH-2-kapbokcimigHa kucnoTa

BignosigHo Oo 3aranbHOi MeToAMKKM, onucaHoi Buwe (ctagia 5), B3aemogis 2-MeTunniponignHy 3
4-{[6-umknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-kapboHinlamiHo}-1-meTnn-1H-nipason-3-
KapbOHOBOI KMCNOTY METUNOBUM edipoM NpuBena A0 OAEepXKaHHS CrOMyKW, 3a3Ha4YeHOoi B 3arofoBKy
(19%) y BMrnsAgi B’3KOro >KOBTOro Ocagy.

MS: M = 447,2 (M+H)"

Mpuknag 28: 6-Lwuknonponin-3-(nipuMignH-5-inamiHo)nipuanH-2-kapboHoBoi  kucnotn  (3-
uuknorekcunkap6amoin-1-metnn-1H-nipason-4-in)amig

N

~ I /

NJNH o N
N

7

=

| H

BignosigHo [0 3aranbHOI METOAMKM, OmnucaHoi Ha cTagii 5 npuknagy 27, B3aemogia
uuknorekcunamiHy 3 4-{[6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHin]amiHo}-1-meTun-
1H-nipa3on-3-kapboHOBOI KMCNOTM METUNOBUM edipoM NpuBerna A0 OOepXKaHHS CMOomyKu, 3a3HayveHoi
B 3aronosky (45%), y BUrNsAi B’A3KOro XoBTOro ocaay.

MS: M = 461,4 (M+H)"

Mpuknag 29: 6-Uwuknonponin-3-(nipuMignH-5-inamiHo)nipuanH-2-kapboHoBoi  kucnotn — (2-

MeTunkapbamoindgeHin)amig
!
N~ZSNH o
=3 N

~-N H
OI?IH

Ho cycnensii A-2 (50 mr, 0,19 mmone) B 3 mn AcOEt (3 mn) npu KiMHaTHIN TemnepaTypi B
atmoccepi aproHy pgogaBanu  2-amiHO-N-meTunb6ensamig (29 wmr, 0,19 wmmonb) Ta N-
etungiisonponinamii (0,1 mn, 0,59 mmonb). XoBTy cycneHsito oxonogmnmn pgo 0 °C i popanu
nponindgocdoHosun avrigpug (50% B AcOEt, 0,31 mn, 0,48 mmonb). CycneHsio nepemiyBanu npwm
0° npotsarom 30 xB Ta nNpw KiMHaTHI TemnepaTtypi NPOTAroM Hodi. Po3unHHuk Bunapwunu. Cvuposun
NPOAYKT OYUCTUNU LUNSAXOM Xpomartorpadii Ha cunikareni 3 BUKopuctaHHsam rpagieHta CH,Cl,/MeOH
3 oepXXaHHsIM CMonyku, 3a3HadeHol B 3aronoBky (46 mr, 61%), y BUrnaai xxoBToro ocagy.

MS: M =389,2 (M+H)"

Mpuknag 30: 6-Uuknonponin-3-(nipymigmH-5-inamiHo)nipnaunH-2-kapboHoBoi  kucnotn  [3-
(azeTngmH-1-kapboHin)-1-meTtun-1H-nipason-4-injamig
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BignosigHo 4o 3aranbHOi MeToAMKKW, onucaHoil Ha ctagil 5 npuknagy 27, B3aemopgia aseTuanHy 3
4-{[6-unknonponin-3-(nipumignH-5-inamiHo)nipuanH-2-kapboHin]amiHo}-1-meTun-1H-nipason-3-
KapOOHOBOI KMCNOTU METUMOBUM edipoM NpuBena A0 OAEPXKAHHA CMOJSYKU, 3a3HA4YEeHOI B 3arofoBKy
(14%), y Burnsaai amopdgHOro oBTOro ocagy.

MS: M = 419,4 (M+H)"

Mpuknag 31:  6-Uuknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-kapboHoBoi  kucnotn  (3-
uuknonponinkapbamoin-1-meTtnn-1H-nipason-4-in)amig

N

r/ | /
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lUn H ﬂ
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BignoBigHo p[o 3aranbHOI MeTOAMKW, OMMcaHoi Ha cTagii 5 npuknagy 27, B3aemogis
uuknonponinamiHy 3 4-{[6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHin]amiHo}-1-meTunn-
1H-nipa3on-3-kapboHOBOI KMCNOTM METUNOBUM edipoM NpuBena A0 OOEpPXKaHHS CMOMyKK, 3a3HavYeHoi
B 3aronosky (24%), y Burnsai amopdgHOro XoBToro ocagy.

MS: M = 419,2 (M+H)"

Mpuknag 32: 6-Lumknonponin-3-(nipumignH-5-inamiHo)nipugunH-2-kapboHoBoi  kucnotn  [3-(3,3-
anmMeTtunniponiguH-1-kap6oHin)-1-metun-1H-nipason-4-injamig

N

I” | /

N*j\NHO N
NN

| H

BignosigHo [0 3aranbHOi MeToAuKW, onucaHoi Ha cTagii 5 npuknagy 27, B3saemogia 3,3-
anvetunniponiguHy 3 4-{[6-unknonponin-3-(nipumMignH-5-inamiHo)nipnanH-2-kapoboHinlamiHo}-1-
mMeTun-1H-nipa3on-3-kapOboHOBOiI KMCMOTU METWUNOBMM edipoM MpuBena A0 OOEpXXaHHS CMoSyku,
3a3Ha4eHoi B 3aronoBky (20%), y Burnsagi aMmopdHoOro XOBTOro ocagy.

MS: M = 461,4 (M+H)"

Mpuknag 33:  6-Lwuknonponin-3-(nipuMignH-5-inamiHo)nipuanH-2-kapboHoBoi  kucnotn  (3-
uuknobyrtunkapbamoin-1-metun-1H-nipason-4-in)amig

_N

L /
SNH O ,NN

e N~

N H N

° 0

BignosigHo [0 3aranbHOI MeTOAMKM, OnucaHoi Ha cTagii 5 npuknagy 27, B3aemogis
uuknobytunamivy 3 4-{[6-umknonponin-3-(nipymignH-5-inamiHo)nipnanH-2-kapboHinjamiHo}-1-meTnn-
1H-nipa3on-3-kap®oHOBOI KUCNOTKU METUNOBMM ehipoM NpuBena A0 ofepXKaHHs CronyKu, 3a3HadeHol
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B 3aronoBky (24%), y BUrNsAAi >)kOBTOrO MOPOLLIKY.

MS: M = 433,2 (M+H)"

Mpuknag 34: 6-Uuknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-kapboHoBoi  kucrnotn  (3-
umknoneHTunkapbamoin-1-metun-1H-nipason-4-in)amig

BignoBigHo p[o 3aranbHOI METOAMKM, OmnucaHoli Ha cTagii 5 npuknagy 27, B3aemogis
uuknoneHTunaminy 3 4-{[6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHin]amiHo}-1-meTun-
1H-nipa3on-3-kapboHOBOI KMCNOTM METUNOBUM edipoM NpuBerna A0 OOepPXKaHHS CMOMyKK, 3a3HaveHoi
B 3aronosky (19%), y Burnsaai amopgHOro XoBToro ocagy.

MS: M = 447,2 (M+H)"

Mpuknag 35: 6-Lmknonponin-3-(nipumignH-5-inamiHo)nipugunH-2-kapboHosoi  kucnotn  [3-(2,5-
anmMeTtunniponiguH-1-kap6oHin)-1-metun-1H-nipason-4-injamig

N

Do

X~ NH O ,NN

YN
H

~N 0 N

BignosigHo [0 3aranbHOi MeToAuKW, onucaHol Ha cTagii 5 npuknagy 27, B3aemogis 2,5-
anveTunniponianHy 3 4-{[6-umknonponin-3-(nipumignH-5-inamiHo)nipnauH-2-kapboHinjamiHo}-1-
meTun-1H-nipason-3-kapboHOBOI KMCMOTU MeTUNoBUM edipoM MnpuBena OO OOEpXaHHSA Cronyku,
3a3HadveHoi B 3aronosky (10%), y Burnsagi amopgHOro >xoBToro ocagy.

MS: M = 461,4 (M+H)"

Mpuknag 36: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipuguH-2-kapboHosoi  kucnotn [3-(3,3-
AndTopniponignH-1-kapboHin)-1-meTnn-1H-nipason-4-injamig

N

r’ | /

NJ\NH o
NN

| H
2N 0 NZ
F

F

BignosigHo [0 3aranbHOi MeTOoAMKW, onucaHoi Ha cTafii 5 npuknagy 27, B3aemogia 3,3-
andTopniponiguny 3 4-{[6-unknonponin-3-(nipumianH-5-inamiHo)nipnamH-2-kapboHinjamiHo}-1-meTun-
1H-nipason-3-kapboHOBOI KMCNOTWM METUIOBMM edhipOM NMpUBENa 4O OOEPXKaHHSA CMOMyKu, 3a3HavyeHoi
B 3aronosky (14%), y BUrNsAi B’A3K0Oro XoBTOro ocaay.

MS: M = 469,4 (M+H)"

Mpuknag 37: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipngunH-2-kapboHoBoi  kucrotn  [3-(3-
AvmMeTunamiHoniponignH-1-kap6oHin)-1-metun-1H-nipason-4-injamig
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BignoBigHO [0 3aranbHOI METOAWKM, OMnuMcaHol Ha CTap,i'l' 5 npuknagy 27, B3aemogia 3-
anveTunamiHoniponiguHy 3 4-{[6-umknonponin-3-(nipymianH-5-inamiHo)nipnguH-2-kapooHinjamiHo}-1-
meTun-1H-nipason-3-kapboHOBOI KMCMOTU MeTunoBuM edipom npuBena O OAEpXKaHHSA CMOMyKM,
3a3HadveHoi B 3aronoBky (26%), y Burmsgi amopgHOro >xoBTOro ocagy.

MS: M = 476,6 (M+H)"

Mpuknag 38: 6-Uuknonponin-3-(nipuMignH-5-inamiHo)nipyanH-2-kapboHoBoi  kucnotn  {3-[(3-
rigpokcunponin)meTunkapbamoin]-1-metun-1H-nipason-4-injamig

,N
l\II/\J\ [
> NH

N
/[’LN
(TN
_N H |}|/\/\.OH

O

BignosigHo [0 3aranbHOi MeToauKW, OMMcCaHol Ha cTagii 5 npuknagy 27, B3aemogia 3-
MeTunamiHonponan-1-ony 3 4-{[6-umknonponin-3-(nipumignH-5-inamiHo)nipuanH-2-kapboHin]amiHo}-1-
meTun-1H-nipason-3-kapboHOBOI KMCMOTU METUNOBUM edipoM npvBena OO OAEpXaHHSA CMOMnyKw,
3a3Ha4eHoi B 3aronoBky (39%), y Burnagi amopgHoro XoBToro ocagy.

MS: M = 451,4 (M+H)"

Mpuknag 39: 6-Unknonponin-3-(nipumignH-5-inamiHo)nipugunH-2-kapboHoBoi  kucrnotn  [3-(2-
rigpokcieTunkapbamoin)-1-metun-1H-nipason-4-injamig

N
I/’ | /
N*J\NH o

N
O H

BignosigHo [0 3aranbHOI MeETOAMKM, OnucaHol Ha cTafil 5 npuknagy 27, B3aemogia 2-
amiHoeTaHony 3 4-{[6-unknonponin-3-(nipumianH-5-inamiHo)nipuauH-2-kapboHinjamiHo}-1-meTun-1H-
nipa3on-3-kapboHOBOI KUCIOTU METUITOBMM eddipoM MpuBena A0 OfepKaHHSA CMoryku, 3a3Ha4vyeHoi B
3aronosky (6%), y Burnsai aMopgHoOro xoBToro ocaay.

MS: M = 423,2 (M+H)"

Mpuknag 40: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipnanH-2-kapboHoBoi  kucnotn  {3-[(2-
rigpokcieTun)metunkapbamoin]-1-metun-1H-nipason-4-injamig

N
r’ | /
NV\LNH o N

N

/

N
O

BignosigHo [0 3aranbHOi MeToAuKW, onmMcaHol Ha cTagil 5 npuknagy 27, B3aemogia 2-
MeTunamiHoeTaHony 3  4-{[6-umknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-kapboHin]amiHo}-1-
mMeTun-1H-nipa3on-3-kapboHOBOT KMCMOTU METUNOBMM edipoM MpuBena A0 oAepXaHHSA Chonyku,
3a3HadveHoi B 3aronosky (13%) y Burnsgi amopHoro XosToro ocagy.

MS: M = 437,4 (M+H)"
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Mpuknag 41: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipnamH-2-kapboHoBoi  kucnotn  [3-(2-
MeTokcu-1-metuneTtunkapbamoin)-1-metun-1H-nipason-4-injamig
N

%NKEHL:\ J\/O

BignosigHo A0 3aranbHOi METOAMKN, ONUCAHOI Ha cTagii 5 npuknagy 27, B3aemogis 2-MeTokcu-1-
MeTtuneTtunamiHy 3 4-{[6-uuknonponin-3-(nipuMiguH-5-inamiHo)nipnanH-2-kapboHinjamiHo}-1-meTun-
1H-nipa3on-3-kapOoHOBOI KUCNOTN METUNOBMM echipom NpuBena Ao ogepXaHHsi CNosyKn, 3a3HadeHoi
B 3aronoBky (16%), y Burnsai aMopgHOro XoBToro ocagy.

MS: M = 451,2 (M+H)"

Mpuknag 42: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipugunH-2-kapboHoBoi  kucnotn  [3-(2,3-
avrigpokcunponinkapbamoin)-1-metun-1H-nipason-4-injamig

N

Oy o

> NH O | NN
H OH

BignosigHo [0 3aranbHOI MeTOAMKM, OMUCaHoi Ha cTagii 5 npuknagy 27, B3aemogia 3-
amiHonponaH-1,2-giony 3 4-{[6-umknonponin-3-(nipumiamH-5-inamiHo)nipnaunH-2-kapboHinjamiHo}-1-
meTun-1H-nipason-3-kapboHOBOI KMCMOTU MEeTUNoBUM edipoM MnpuBena OO OOEpXaHHSA Cronyku,
3a3Ha4veHoi B 3aronoBky (15%), y Burnsagi B’a3koro ocaagy.

MS: M = 453,4 (M+H)"

Mpuknag 43: 6-Uuknonponin-3-(nipumianH-5-inamiHo)nipugmnH-2-kapboHoBoi  kucrotn  [3-(2-
rigpokcu-2-meTunnponinkap6amoin)-1-metun-1H-nipason-4-injamig

N
Do o
>~ NH O , N
| N OH
H

BignoBigHo [0 3aranbHOI METOAMKM, OMMCaHOI Ha cTagil 5 npuknagy 27, B3aemogis 1-amiHo-2-
MeTunnponaH-2-ony 3  4-{[6-umknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-kapboHin]amiHo}-1-
meTun-1H-nipa3on-3-kapboHOBOI KMCNOTU METMINOBUM edipoM npuBena A0 OAEPXKaHHS CromyKw,
3a3HayveHoi B 3aronoBky (27%), y Burnagi amopdHOro >xoBToro ocagy.

MS: M = 451,2 (M+H)"

Mpuknag 44: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipugnH-2-kapboHoBoi  kucrnotn  [3-(3-

rigpokcuniponiguH-1-kap6oHin)-1-metun-1H-nipason-4-injamig

BignosigHo [0 3aranbHOI MeToauKW, OnMMcaHol Ha cTagii 5 npuknagy 27, B3aemogisa 3-
rigpokcuniponiguHy 3 4-{[6-uuknonponin-3-(nipMMiguH-5-inamiHo)nipnanH-2-kapboHinjamiHo}-1-meTun-
1H-nipa3on-3-kapOoHOBOI KUCNOTN METUIOBMM echipoM NpuBena A0 oAepXaHHsi CrosyKn, 3a3HadeHoi
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B 3aronosky (15%), y BUrnsAi B’a3koro X0BTOro ocagy.

MS: M = 449,2 (M+H)"

Mpuknag 45: 6-Uunknonponin-3-(nipumMignH-5-inamiHo)nipuanH-2-kapboHoBoi  kucnotn  [3-(2-
rigpokcu-1-meTnnetunkapbamoin)-1-metun-1H-nipason-4-injamig

i
\J\NH 0 N/N
B N J\,OH

BignosigHo [0 3aranbHOI MeTOAMKM, ONUCaHoi Ha cTagii 5 npuknagy 27, B3aemogia 2-
amiHonponaH-1-ony 3 4-{[6-umknonponin-3-(nipumianH-5-inamiHo)nipnauH-2-kapboHinjamiHo}-1-
mMeTun-1H-nipason-3-kapboHOBOI KMCNOTU MeTUNoBuUM edipoM npuBena [0 OOEepXaHHSA Cronyku,
3a3HadveHoi B 3aronosky (14%), y BUrnsai B’a3K0ro >XOBTOro ocagy.

MS: M = 437,2 (M+H)"

Mpuknag 46: 6-Lnknonponin-3-(nipumignH-5-inamiHo)nipnamnH-2-kapboHosoi  kucrotn  {3-[(2,3-
avrigpokcunponin)metunkapbamoin]-1-metun-1H-nipason-4-infamig

N

r/ | /

I\'*)\NHO N
7N

N H AN OH
' OH

/

BignosigHo [0 3aranbHOI MeTOAMKM, OnNucaHol Ha cTagii 5 npuknagy 27, B3aemogia 3-
MeTuramiHonponas-1,2-giony 3 4-{[6-umknonponin-3-(nipumigmH-5-inamiHo)nipnguH-2-
kapboHin]amiHo}-1-meTnn-1H-nipason-3-kapboHoBOi  KMCNOTM MeTUnoBMM edipom npusena Ao
OLEPXXaHHSA CMonykun, 3asHadeHoi B 3aronoeky (9%), y BUrnsaAi B'ss3Koro KOBTOro ocagy.

MS: M = 467,4 (M+H)"

Mpuknag 47: 6-Luknonponin-3-(nipumMignH-5-inamiHo)nipyanH-2-kapboHoBoi kucnotu [1-metun-3-
(3-okconinepa3auH-1-kapboHin)-1H-nipason-4-injamig

N
Ao
~"“NH O , NN
= N < 0

O L_NH

BignosigHo [0 3aranbHOI METOAMKKM, ONMCaHOI Ha cTagii 5 npuknagy 27, B3aeMogisa ninepasuH-2-
OHy 3 4-{[6-umknonponin-3-(nipumMignH-5-inamiHo)nipnamnH-2-kapboHinjamiHo}-1-meTun-1H-nipason-3-
KapOOHOBOI KMCNOTM METUMNOBUM edhipOM NpuBena A0 OAEPKaAHHSA CMOSYKWU, 3a3HA4YEeHOI B 3aroyioBKY
(12%), y Burnsagi 6nigo-xoBToro ocagy.

MS: M = 462,4 (M+H)"

Mpuknag 48: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipugunH-2-kapboHoBoi  kucrotn  [3-(3-
MeToKkcuniponiguH-1-kapboHin)-1-metun-1H-nipason-4-injamig

N
r’\l
NeSNH 0

/
N
| N
A NLL
P H
N 0 Nz
o—
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BionosigHo [0 3aranbHOI MeTOAMKM, ONUCaHoi Ha cTagili 5 npuknagy 27, B3aemogia 3-
mMeTokcuniponiauHy 3 4-{[6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHin]amiHo}-1-meTunn-
1H-nipa3on-3-kapOoHOBOI KUCNOTN METUNOBMM edhipoM NpUBENa A0 ogep)KaHHs CNofyKn, 3a3HavyeHoi
B 3aronoBky (23%), y Burnsai aMopgHoOro XoBToro ocagy.

MS: M = 463,2 (M+H)"

Mpuknag 49: 6-Uuknonponin-3-(nipumMignH-5-inamiHo)nipuamH-2-kapboHoBoi  kucnotn  [3-(2-
rigpokcMMeTunniponignH-1-kapooHin)-1-metun-1H-nipason-4-injamia

N

F'| /

N*‘J\NHO N
N

N
=

| H 3
=N O N

OH

BignosigHo [0 3aranbHOI MeETOAMKM, OMMcaHol Ha cTagii 5 npuknagy 27, B3aemogia 2-
rigpokcumeTunniponiguHy 3 4-{[6-umknonponin-3-(nipumignH-5-inamiHo)nipnanH-2-kapboHin]amiHo}-1-
meTun-1H-nipason-3-kapboHOBOI KMCMOTU METUNOBUM edipoM MnpuBena [0 OOEpXaHHSA Cronyku,
3a3HadeHoi B 3aronosky (15%), y Burnsagi B’a3Koro >oBTOro ocagy.

MS: M = 463,4 (M+H)"

Mpuknag 50: 6-Unknonponin-3-(nipumignH-5-inamiHo)nipngunH-2-kapboHosoi  kucrnotn  [3-(3-
rigpokciazeTnanH-1-kapOoHin)-1-meTtun-1H-nipason-4-injamig

N
I” | /
NV\LNHO B

YN

=

_N H
VT TNy

BignoBigHo [0 3aranbHOI MeETOAMKM, OMUCaHOoI Ha cTagii 5 npuknagy 27, B3aemogia 3-
rigpokciazetnanHy 3 4-{[6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHin]amiHo}-1-meTunn-
1H-nipa3on-3-kapboHOBOI KMCNOTWM METUIOBUM edipOM MpUBENA A0 OOEPXKaHHS CMOMyKKU, 3a3HavyeHoi
B 3aronosky (13%), y BUrNsAi B’A3K0ro XoBToro ocagy.

MS: M = 435,1 (M+H)"

Mpuknag 51: 6-Luknonponin-3-(nipumMignH-5-inamiHo)nipyanH-2-kapboHoBoi kucnotu [1-meTun-3-
(2-okca-6-a3acnipo[3.3]renTaH-6-kapboHin)-1H-nipason-4-injamig

N
L {
NH O N

%

|
\ N
H
N o NQCO

BignoBigHo [0 3aranbHOI METOOUWKW, OMMCaHOI Ha cTagii 5 npuknagy 27, B3aemopgist 2-okca-6-
asacnipo[3.3Jrentany 3  4-{[6-umknonponin-3-(nipumignH-5-inamiHo)nipugunH-2-kapboHinjamiHo}-1-
mMeTun-1H-nipason-3-kapboHOBOI KACNOTU MEeTUNOBUM edipoM MnpuBena [0 OOEepXaHHSA Cronyku,
3a3HayveHoi B 3aronoBky (5%), y BUrnaai B’A3KOro XXoBTOro ocagy.

MS: M = 461,1 (M+H)"

Mpuknag 52: 6-Lmknonponin-3-(nipumignH-5-inamiHo)nipugnH-2-kapboHoBoi  kucnotn  [3-(2,2-
anmMeTtunniponiguH-1-kap6oHrin)-1-metun-1H-nipason-4-injamig

N
C] /
N*)\NH o N
L NLX
I ZN H N ’7

O
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Crapia 1. 4-{[6-umknonponin-3-(nipumignH-5-inamiHo)nipnamnH-2-kapboHinjamiHo}-1-metun-1H-
nipason-3-kapboHoBa kucnoTa

o nepemillyBaHoro PO34MHY 4-{[6-uunknonponin-3-(nipuMiguH-5-inamiHo)nipnanH-2-
kapboHin]amiHo}-1-meTun-1H-nipason-3-kap6oHoBoi kncnotn metunosoro edipy (Mpuknag 27, ctagis
4; 300 wmr, 0,76 mmonb) B MeOH (7 mn) goganu po3umH NaOH (49 wr, 1,2 mmonb) y Bogi (2 mn),
30epiratoum BHYTPILWHIO TeMnepaTypy BaHHM Hk4ve 5 °C. PeakuiliHy cyMill nepemiwyBanu npoTsrom
12 roa. npw KiMHaTHIN TeMmnepaTypi, NOTiIM CKOHUEeHTpyBanu. 3anuwok po3ymHunu y sogi (10 mn), i
BogHui wap npomunu EtOAc. BogHy dasy nigkmenunu BogHum 1H. po3dumnHom HCI (pH ~ 4-5), noTim
HacuTUNu xnopuaom Hatpito Ta ekctparysany EtOAc. O6’eqHaHi opraHiyHi Wwapu npoMunu conbOBUM
po3sumHoMm, Bucywunnu (Na,SO,;) Ta BigdinetpyBanu. OpraHidyHMiA Wwap CKOHLUEHTpyBanu 3
OLlePXXaHHSAM Cronyku, 3a3HayeHoi B 3aronoBky (142 wmr, 45%) y Burnagi xKoBTyBaToro B's3koro ocagy,
Aakun 6esnocepeHbO BUKOPUCTOBYBANM Ha HaCTYMHIW cTagii.

Cragia 2: 6-Uuknonponin-N-[3-(2,2-gumeTtunniponignH-1-kap6boHin)-1-meTtun-1H-nipason-4-inj-3-
(nipymigmH-5-inamiHo)nipnaunH-2-kapbokcimigHa kucnota

o nepemillyBaHoro PO34MHYy 4-{[6-umknonponin-3-(nipumianH-5-inamiHo)nipnanH-2-
kapboHin]amiHo}-1-meTnn-1H-nipason-3-kapboHoBoi kucrnotn (70 mr, 0,18 mmonb) B M® nocnigosHO
pogann N-metunmopdoniH (0,12 mn, 0,9 mmons), HBTU (210 wmr, 0,55 wmmone) Ta 2,2-
anvetunniponiguH (35 wmr, 0,36 MMonb) Npu KiMHATHIM TemnepaTtypi, i peakuiiHy CyMill 3anuwimmnm
nepemilyBaTucsa NPoOTArom Houi. PO34MHHUK BUaanunu nig Bakyymom, i 3aanuwok po3dunHunu B EtOAC
(10 mn) Ta npomunu BogHMM po3dnHom NaHCO; i Bogow. BogHuii wap 3BOpOTHO ekcTparyBanu
EtOAc, i 06’eaHaHi opraHiyHi wapw sucywmnm (Na,S0O,), BigdinsTpyBanu Ta Bunapwnm nig Bakyymom.
CupoBuin npoaykT odnctunu npenapatmeHoto BEPX (konmoHnka: Gemini C18 (250%21,2 mm, 5 MK);
entotoBanu rpagieHTom 0,05% BogHu po3umH TFA/aueToHITpUN) 3 ogepkaHHAM CroMyKku, 3a3HavyeHoi
B 3aronoeky (6 mr, 6%), y Burnsagi B’s3koro oBTOro ocagy.

MS: M = 461,1 (M+H)"

Mpuknag 53: 6-Uuknonponin-3-(nipumianH-5-inamiHo)nipuamnH-2-kapboHoBoi  kucrotn  [4-(3-
AvMeTunamiHoniponignH-1-kap6oHrin)nipuamH-3-injamig

N
L N
NaSNH 2
l =
H
/N O D

N—
/

Crapgis 1: 3-{[6-Unknonponin-3-(nipumianH-5-inamiHo)nipnamH-2-kapboHin]amiHo}isoHIKOTMHOBOI
KNcnoTtn meTtunosui edip

[o nepemiwyBaHoro po3uvHy A-2 (320 wmr, 1,24 mmornb) B 6e3sogHomy TId (10 mn) goganu
HATU (942 wr, 2,48 mmonb) Ta N-metunmopdoniH (0,35 mn) npwm kiMHaTHIM Temnepatypi 3
noganbLlUiMM A0OABaHHAM 3-aMiHOI30HIKOTMHOBOI KMCIoOTU meTunosoro edipy (171 wmr, 1,12 mmons).
PeakuinHy cymiw 3anuwimnu HarpiBatucs 3i 3BOPOTHUM xonogurnbHukoM npotsarom 10 roa. [Micns
wap ekctparysann EtOAc (5%x10 mn), i notim CH,Cl, (3%12 mn). O6’eaHaHi opraHiyHi wapy npoMunm
CONnbOBUM po3unHOM (25 Mmn), Bucywmnu (Na,SO,), BiadineTpyBanu Ta BMAaNUNM nig BakyyMOM.
OaepkaHni TakuMm YUHOM CUPOBUI 3aNULLIOK OYMCTUNN XpoMaTorpadieto Ha KONMOHKaX i3 cunikarenem
(2% MeOH/CH,CIl,) 3 ogepxaHHsaM crnonyku, 3asHadeHol B 3aronosky (335 mr; 69%), y surnagi
XKOBTOro ocagy.

Cragia 2: 3-{[6-Unknonponin-3-(nipumignH-5-inamiHo)nipuanH-2-kapboHin]amiHo}i3oHikoTMHOBA
Kucnota

o nepemiwyBaHoi cycneHasii 3-{[6-umknonponin-3-(nipumiguH-5-inamiHo)nipngnH-2-
KapOOHiN]amiHO}30HIKOTUHOBOI Kncnotn metunosoro edgipy (330 mr, 0,84 mmone) B MeOH (5 wmn)
popanu po3unH NaOH (84,5 wr, 2,1 mmonb) y Bogi (2 mn) npu 0-5 °C. lNicna gogaBaHHA peakuiiHy
CyMmilWl nepemiwysanu npu KiMHATHIN TemnepaTtypi npotarom 8 rod. Po3uvHHMK Bupanunu nig
BakyyMOM, 3anuwiok po3umHunu y Bogi (7 mn) ta npomunu EtOAc (2x10 mn). lNMoTim BOAHMI wWap
nigkucnmnu 1 H. HCI (pH ~ 2), Ta ckoHUEeHTpyBanu 3 ogepXaHHsM CMOJSyKX, 3a3Ha4YeHOi B 3arofioBKy
(wo mictute NaCl), y Burnagi xxosTyBaToro B’si3Koro ocagy, sikun 6esnocepeaHb0 BUKOPUCTOBYBaNu
SIK TAKUN Ha HaCTyMHiN cTagii 6e3 4oaaTKoBOI OUUCTKN.

MS: M = 377,4 (M+H)"

Crapia 3: 3aranbHa MeToAMKa KiHLLEBOrO aMiiHOrO CMoSTyYeHHs
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Jo nepemiLlyBaHoro pPO34MHYy 3-{[6-uunknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-
KapboHin]amiHo}izoHikoTuHoBOI kucnotu (1,0 mmone) B AM® (5 mn) goganu N-metunmopdonid (2,5
mmonb) i notim HBTU (2,0 mmonb) npu 25 °C. lMNepemiwyBaHHA npogoBxunu npotsiroM 10 XBUMKH.
Hoganu amiH (2,0 Mmonb) i peakuiiiHy CyMmill 3anMwunv nepemiyBaTncs npy KiMHaTHIN TeMmneparypi
NPOTSAroM HOYi, NOTIM CKOHLeHTpyBanu. 3anuwok nomictunm B EtOAc (10 mMn), nocnigoBHO npoMunmn
BogHMM po3ynmHom NaHCO; (2x10 mn), BOAOK i MOTIM CONbOBMM po3dnHOM, Bucywmnm (Na,SO,),
BiAgiNbTpyBanu Ta CKOHUEHTpyBanu. CMpoBuiA NPogykT o4McTuin npenapatneHoto BEPX (konoHka:
Zorbax SB C18 (250%21,2 MM, 7 wMKM); enwowowoun rpagieHtom 0,05% BogHWA po34mH
TFA/aueToHiTpun).

MS: M = 391,2 (M+H)"

6-Llmknonponin-N-[4-(3-aumeTunamiHoniponianH-1-kap6oHin)nipugmH-3-in]-3-(nipumignH-5-
inamiHo)nipnanH-2-kapbokcimigHa kucnoTta

BignosigHo 0o  3aranbHOI  MeTOAMKKM, onucaHoi Buwe (ctagis  3), B3aemogia  3-
AvmMeTunamiHoniponignHy 3 3-{[6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-
KapOOHin]amiHO}i30HIKOTMHOBOIO KMCMOTO NpUBENa A0 OAepXXaHHSA CMOMyKW, 3a3Ha4YeHOi B 3arofioBKy
(13%), y BUrnsaai B’s13K0ro KoBTOro ocagy

MS: M = 473,4 (M+H)"

Mpuknag 54: 6-Uuknonponin-3-(nipuMignH-5-inamiHo)nipuanH-2-kapboHoBoi  kucnotn — (4-
meTunkapbamoin[1,2,3]riagiaszon-5-in)amig

N
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N
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Crapia 1: 5-TpeT-byTokcukapboHinamiHo-[1,2,3]tiagiason-4-kapboHOBOI KNCNOTK eTUNoBUIA edip

o po3umHy 5-amiHo[1,2,3]Tiagiason-4-kap6oHoBoi kucnotu etunosoro edipy (0,5 r, 2,9 mmonb) B
AvxnopMmeTadi (5 Mn) nocnigoBHO AoAdanu po3yuH an-tpet-6ytungukapborarty (0,772 r, 3,5 mmonb) B
aunxnopmetadi (5 wmn) Ta 4-gumetunamiHonipugmH (35 wr, 0,3 mmonb). PeakuiiHy cymiw
nepemiwyBanuM nNpuW KiMHaTHIN TemnepaTtypi npoTdrom 2 rof. PeakuinHy cymiw posginunmm mix
rigpocynbdaTom Kanito (15 mn, 10% BoaHW po3ynH) Ta auxnopmeTtaHoM (40 mn) i ekcTparysanw.
OpraHiyHy hasy npomunu Bogoto Ta OikapboHaTom HaTpito, i BOAHI dasn 3BOPOTHO eKcTparyBanu
anxnopmeTtaHoM. O6’egHaHi opraHivHi asn BuCywnnK, BigdinbTpyBanu Ta BUMNAPUNN PO3YMHHUK,
opepxasLum 0,87 r (>100 %) cBITNO-KOPUYHEBOIO B'A3KOr0 3anuLLKy, SSKUA MOBINbHO KpUCTanidyBaBscs,
i IKMN BUKOPUCTOBYBAIN Ha HACTYMHIW cTafii 6e3 4oO4aTKOBOI OYUCTKM.

MS: M = 274,1 (M+H)"

Crapia 2: 5-tpet-byTokcukapboHinamino[1,2,3]tiagiazon-4-kapboHoBa kucnoTa

Po3umH 5-TpeT-6yTokcukapboHinamiHo[1,2,3]Tiagiazon-4-kapboHOBOI KMCNOTU eTunoBoro eqipy
(0,87 r, 2,9 mmonb) B cymiwi Trd/etaHon (18 mn; 3:1) oxonoannu go 0 °C ta o6pobunu rigpokcmaom
nitito (8,6 mn; 1H. BogHMIM po3uuH). Yepe3 15 xB BuAanunmM OXONOMKYBanbHY BaHHY i peakuiviHy
CyMiLll nepeMilyBany NpoTarom 4 rof. npu KiMHaTHIN TemnepaTypi. PO34YMHHUK BUNapunu, i 3anumLiok
po3ginunn Mix pgietunosum edipom (30 mn) Tta Bogow (5 mn) i ekctparyBanu. BogHy dasy
ekcTparyBanu gietunosum ecpipom i edpipHy asy npomunm Bogot. OG’edHaHi BogHi dasu
nigkncnunu HCI (9 mn, 1H. BOgHWIA po34drH) Ta ekcTparyBany guxnopmetaHom (2x40 mn). O6’egHaHi
OpraHiyvHi LWwapy NnpoMunn BoAoK, BUCYLLUUAN Ta PO3YMHHUK BUNaAPUNK, O4epKaBLUu NPOAYKT y BUrNSAAi
©esbapeHoro ocaay (0,66 r, 94 %), sk BMKOpMcTOBYBanu 6e3 4oOaTKOBOI OYMCTKN.

MS: M = 244,1 (M-H)

Cragia 3: 5-tpeT-byTokcukapboHinamiHo[1,2,3]tiagiazon-4-kapb0HOBOI KUCNOTW MeTUNaMig

Po3unH 5-TpeT-6yToKcMkapboHinamiHo[1,2,3]Tiagia3on-4-kap6oHoBoi kucnotu (0,66 r, 2,7 MMonb)
B AM® (10 mn) obpobunn TBTU (1,16 r, 3,5 mmonb), N,N-giisonponinetunamiHom (2,29 mn, 13,5
MMOrb) Ta meTunamiHom (1,75 mn, 2M TI'® posunH) Ta nepemiwyBany nNpu KiMHaTHIA TemnepaTypi
npotdaroMm 5 rog. PeakuiiHy cymiw posginunu mix rigpocynedatom kanito (30 mn, 10% BogHwi
po34uMH) Ta eTunauetatoM (60 mn) i ekctparyBanu. OpraHiyHMIiA Wap NPOMUIIN BOAOK Ta COSIbOBUM
po34MHOM, i BOAHIi a3n 3BOPOTHO ekcTparyBanu etunauetatoM. O6’egHaHi opraHiyHi  hasu
BUCYLLIUNN Ta PO3YMHHUK BUNapunu. 3anuwiok cycrneHgysanu B AMXIIOpMEeTaHi, BiAgCcMOKTanu, Ta
Bunapunu gineTtpat. MNpoaykT ofepxanu Mnicns o4YMCTKM CUPOBOro MaTepiany xpomaTtorpadieto Ha
cunikareni 3 BUKOPUCTaHHAM rpafieHTa rentaH/eTunauetart y Burnagi 6esbapsHoro ocagy (0,23 r, 33
%).
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MS: M = 259,0 (M-H)

Crapis 4: 5- AmiHo[1,2,3]tiagiazon-4-kapOoOHOBOI KUCNOTK MeTUnamig

Po3umH 5-TpeT-6yTOoKCcuKkapOoHinamiHo[1,2,3]tiagiason-4-kapboHoBoi kucnotu metunamigy (0,23 r,
0,9 mmonb) B AgiokcaHi (4 mn) obpodbunm HCl (6 mn, 4M pgiokcaHOBWUIA PO34YMH) MpU KiMHATHIN
TemnepaTypi Ta nepemiwyBanu nNpoTsarom 3 AHiB. PO34YMHHMK BMNapunn i 3anuwoK cycneHayBanu B
gieTunoBomy edipi, nepemiwann Ta BiACMOKTanuW. 3anulioK TBEPAOro maTepiany po3YMHWIN B
anxnopmeTaHi Ta ekctparyBanu NaOH (10 mn, 1M BogHui pos3umH). BogHy dhasy ekcTparyBanu
AVXIopMeTaHoM i 06’egHaHi opraHivHi LWapyu BUCYLLUIWN, PO3YMHHWUK BUMApWUW, ogepKaBLUm NPpOaYyKT y
Burnsagi 6esbapsHoro ocagy (0,7 r, 48 %) aku BukopucToByBanu 6e3 4OAaTKOBOI OYUCTKM.

MS: M =159,1 (M-H)

Crapiqa 5: 6-Linknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-kapboHOBOT  KMCNOTY (4-
meTunkapbamoin[1,2,3]riagiason-5-in)amig

o posunHy npomixHoi cnonyku A-2 (40 mr, 0,16 mmone) B AM® (1,5 mn) gogann TBTU (57 wmr,
0,17 wmmonb), N,N-giisonponinetunamin (0,13 mn, 0,78 mmone) Ta 5-amiHo[1,2,3]Tiagiason-4-
KapboHOBOI kMcrnoTn metunamig (27 mr, 0,17 Mmonb). PeakuiiHy cymilw nepemiwlyBanu npu KiMHaTHIN
TemnepaTypi npoTtarom Hodi. Ogep)kaHy CycneHsilo BiACMOKTanu Ta 3idbpaHui TBepAun maTtepian
peTtenbHo npomunn TI®. KiHueBun NpoaykT ogepxanu B pesynbTaTi CYLWiHHA npeuunitaTty y Burnagi
xoBToro ocaay (23 wmr, 37 %).

MS: M = 396,2 (M)"

Mpuknag 55: 6-Uuknonponin-3-(nipumiganH-5-inamiHo)nipuamnH-2-kapboHoBoi  kucrotn  [4-(2-
MeTUNMiponianH-1-kapboHin)nipuaunH-3-injamig
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BignosigHo [0 3aranbHOI MeTOAMKM, oOnucaHol Ha cTafil 3 npuknagy 53, B3aemogia 2-
MeTunniponiguHy 3 3-{[6-umknonponin-3-(nipumignH-5-inamiHo)nipugnH-2-
KapOOHin]amiHO}i30HIKOTMHOBO KMCMOTOK MPUBENA A0 OAEPXXaHHA CMOMyKKW, 3a3Ha4YeHol B 3arofioBKy
(14%), y BUrNsai B’I3KOro >OBTOro ocagy.

MS: M = 444,4 (M+H)"

Mpuknag 56: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipugunH-2-kapboHosoi  kucnotn [4-(3,3-
AndTopniponignH-1-kapboHin)nipngnH-3-injamig
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BignosigHo [0 3aranbHOi MeToAuKW, onucaHoi Ha cTagii 3 npuknagy 53, B3aemopgia 3,3-
andropniponianHy 3 3-{[6-umknonponin-3-(nipumignH-5-inamiHo)nipuamnH-2-
KapOOoHin]amiHo}i30HIKOTMHOBOK KMCMOTO MPUBENA A0 OAEPXKaHHA CMOMyKW, 3a3Ha4yeHol B 3arofioBKy
(27%), y Burnsai amopdHOro CBiTNO->XOBTOrO ocaay.

MS: M = 466,0 (M+H)"

Mpuknag 57: 6-Uwuknonponin-3-(nipuMignH-5-inamiHo)nipuanH-2-kapboHoBoi  kucnotn  (4-
uuknonponinkap6amoinnipuguH-3-in)amig

N
e
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BionosigHo [0 3aranbHOI MeToAuKM, onucaHol Ha crtagii 3 npuknagy 53, B3aemogiqa
uukronponinamMiHy 3 3-{[6-umknonponin-3-(nipumignH-5-inamiHo)nipnamH-2-
KapOOoHiN]amiHO}i30HIKOTMHOBOKO KMCIOTOK NpMBena A0 oAepXaHHs CNOMNyKW, 3a3HayeHOoi B 3arofioBKy
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(28%), y BUrnsagi )oBTOro NOPOLLKY.

MS: M = 416,2 (M+H)"

Mpuknag 58: 6-Luknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-kapboHoBoi  kucrnotn  (4-
umknobyTunkapbamoinnipuanH-3-in)amig
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BignosigHo 0o 3aranbHOI METOAMKM, OnucaHoi Ha cTagii 3 npuknagy 53, B3aemopgis
LMKNobyTunamiHy 3 3-{[6-unknonponin-3-(nipumignH-5-inamiHo)nipuamH-2-
KapOOoHin]amiHO}i30HIKOTMHOBO KMCMOTO MPUBENA A0 OAEPXKaHHA CMOMyKKW, 3a3Ha4yeHol B 3arofioBKy
(35%), y BUrnsaai amopdHOro >oBTOro ocagy.

MS: M = 430,2 (M+H)"

Mpuknag 59: 6-Lumknonponin-3-(nipumignH-5-inamiHo)nipugunH-2-kapboHosoi  kucnotun [4-(2,5-
,D,I/IMeTI/IJ'II'IipOJ‘IiD,VIH-l-Kap6OHiJ'I)I'IipI/ID,VIH -3-inJamig

|’
NH O

5%

BignosigHo [0 3aranbHOi MeTOoOMKW, OnmMcaHoi Ha cTagii 3 npuknagy 53, B3aemopgis 2,5-
anmeTunniponianHy 3 3-{[6-uuknonponin-3-(nipumignH-5-inamiHo)nipnamH-2-
KapOOHiN]amiHO}i30HIKOTMHOBOK KMCITOTOK MpUBENa A0 oAepXXaHHsS CMOMyKW, 3a3HadYeHOi B 3arofioBKy
(35%), y BuUrnsaai amopdHOro >oBToro ocaay.

MS: M = 458,0 (M+H)"

Mpuknag 60: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipugnH-2-kapboHoBoi  kucrotn  [4-(3-
okconinepasuH-1-kapboHin)nipnanH-3-injamig
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BignosigHo 0 3aranbHOI METOAMKKM, ONMCaHOI Ha cTagii 3 npuknagy 53, B3aemogisa ninepasuH-2-
OHY 3 3-{[6-umknonponin-3-(nipumignH-5-inamiHo)nipnanH-2-kapboHin]amiHo}i3OHIKOTMHOBOO
KMCNOTOI NpuBena [0 OAepXaHHS Cnonyku, 3a3HadeHoi B 3aronoBky (14%), y surnsagi amopdgHoro
CBITIIO-)XOBTOrO 0cagy.

MS: M = 459,4 (M+H)"

Mpuknag 61: 6-LUuknonponin-3-(nipuMignH-5-inamiHo)nipuanH-2-kapboHoBoi  kucnotn  (4-
uuknoneHTunkapbamoinnipnanH-3-in)amig
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BignosigHo [0 3aranbHOI MeTOAMKM, OnucaHoi Ha cTagii 3 npuknagy 53, B3aemopgis
LMKIONEeHTUNaMiHy 3 3-{[6-umnknonponin-3-(nipumignH-5-inamiHo)nipuamH-2-
KapOOHiN]amiHO}i30HIKOTMHOBOK KMCITOTOI NMpMBENa A0 OAepXXaHHSI CMOSyKW, 3a3HayeHoi B 3arofioBKy
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(18%), y Burnsaai amopdHOro >KoBToro ocaay.

MS: M = 444,4 (M+H)"

Mpuknag 62: 6-LUunknonponin-3-(nipumMignH-5-inamiHo)nipuanH-2-kapboHoBoi  kucnotn  [4-(3-
MeTOoKCUNiponianH-1-kapboHin)nipuamH-3-injamia
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BignosigHo [0 3aranbHOi MeToauKu, onmMcaHol Ha cTagii 3 npuknagy 53, B3aemogia 3-
MeToKcUniponignHy 3 3-{[6-uunknonponin-3-(nipuMignH-5-inamiHo)nipnanH-2-
KapOOoHin]amiHo}i30HIKOTMHOBO KMCMOTO MPUBENA A0 OAEpPXKaHHA CMOMyKKW, 3a3HavyeHol B 3arofioBKy
(18%), y Burnsagi cipo-6inoro nopoLuky.

MS: M = 460,4 (M+H)"

Mpuknag 63: 6-Luknonponin-3-(nipumigmH-5-inamiHo)nipugunH-2-kapboHosoi  knucnotn [4-(3,3-
AavmMetunniponiguH-1-kapboHin)nipnanH-3-injamig
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BignosigHo [0 3aranbHOi METOOMKW, OnmMcCaHoi Ha cTagii 3 npuknagy 53, B3aemopgis 3,3-
anMmeTunniponianHy 3 3-{[6-umknonponin-3-(nipumignH-5-inamiHo)nNipnamH-2-
KapOOoHin]amiHO}i30HIKOTMHOBO KMCMOTO MPUBENA A0 OAEPXKaHHA CMOMyKKW, 3a3HavyeHol B 3arofioBKy
(34%), y Burnsaai amopdHOro >oBToro ocaay.

MS: M = 458,4 (M+H)"

Mpuknag 64: 6-Uuknonponin-3-(nipuMignH-5-inamiHo)nipuanH-2-kapboHoBoi  kucnotn — (4-
mMeTunkapbamoin-2-deHinTtiazon-5-in)amig
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Cragis 1: 5-AMiHo-2-tbeHinTiazon-4-kapOoHOBOI KUCNOTW eTUNOoBUIA edip

Po3unH GeH3oinamiHouiaHooLTOBOI KucnoTtu etunosoro edipy (400 mr, 1,7 mmonb) B Tonyoni (4
MM) npoaynu aproHom i gopanu peareHT JlaBeccoHa (314 wr, 0,85 mmonb). PeakuiiHy cymiwl
nepemiwysanu npu 100 °C npotdrom 5 gHiB. Po3umHHUK Bunmapwnw, i NpoAyKT odepxanu nicns
OYNCTKM XpoMaTorpadieto Ha cunikareni 3 BUKOPUCTaHHAM rpagieHTa rentan/etunauerart y BUrnsgi
xoBToro ocagy (147 wr, 34 %).

MS: M = 249,1 (M+H)"

Crapgia 2: 5-tpeT-byTokcukapboHinamiHo-2-deHinTtiazon-4-kapboHOBOi KUCNOTU eTunoBun edip

[o po3unHy 5-amiHo-2-dheHinTiason-4-kapboHoBoi kucnotu etunosoro edipy (147 wmr, 0,59
MMOIb) B guxnopmetaHi (1,5 mn) nocnigoBHo goganu posdvH an-TpeT-b6ytunankapbonaty (155 wmr,
0,71 mmonb) B guxnopmetadi (1,5 mn) ta 4-gumeTtunamiHonipuauH (7,3 mr, 0,06 mmons). PeakuinHy
CyMill nepemillyBanu Npu KiMHaTHIA TemnepaTypi npoTarom 2 roa. PeakuivHy cymiw po3ginunu mix
rinpocynbcatom kanito (5 mn, 10% BogHUA Po3uuH) Ta AmxnopmeTtaHom (10 mn) i ekcTparysanu.
OpraHiyHy a3y npomunu Bogoto Ta GikapboHaToM HaTpito, i BOAHI a3 3BOPOTHO eKkcTparysanmu
anxnopmeTtaHoMm. O6’eaHaHi opraHiyHi pasm Bucywunu, BiadinbTpyBanu Ta PO3YMHHUK BUMAPUIIN.
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MpoaoykT ogepxanu MiCns OYUCTKM XpomaTtorpadpieto Ha curnikareni 3 BUKOPUCTAHHAM rpagieHTa
rentaH/eTunaueTar y BArnsAi CBIiTNO-XoBToro ocagy (152 mr, 73 %).

MS: M = 349,3 (M+H)"

Cragis 3: 5-TpeT-byTokcukapboHinamiHo-2-eHinTtiazon-4-kapboHoBa kucnota

Po3unH 5-TpeT-0yTokCcHMKapOoHinamiHo-2-deHinTiason-4-kapboHOBOI KNCNOTU eTuroBoro edipy
(151 wr, 0,43 mmonb) B cyMmiwi TFP/etaHon (3 mn; 2:1) oxonogmnu ao 0 °C Ta 06pobunm rigpokcMaom
niTito (1,3 mn; 1H. BOOHUIM po3ymH). Yepe3 15 xB. OXONomKyBarnbHy BaHHY BUAANUNN i peakuinHy
cymiw nepemiwyBanm npyn 50 °C npotarom Houi. PeakuinHy cymiw nigkmcenunu HCI (1,3 mn, 1H.
BOAHUIM PO34MH) Ta ekcTparysanu gmxnopmetaHom (2x10 mn). O6’egHaHi opraHiyHi Wwapu BUCYLLNNN
Ta PO3YMHHMK BUMapuUnu, ogepxasLUn NPOAYKT y BUrMA4i cipo-6inoro ocagy (143 wr, 100 %), akvi
BUKOpUCTOBYBanu 6e3 4oaaTKOBOI OYMCTKM.

MS: M = 319,2 (M-H)

Cragis 4: 5-tpet-byTokcukapboHinamiHo-2-ceHintiazon-4-kapboHOBOI KUCNOTW MeTUMNaMIg

Po3umH 5-TpeT-6yTOKCcHKapOoHinamiHo-2-dheHinTiason-4-kapboHosoi  kucnotn (138 wmr, 0,43
MMonb) B TI® (2,5 mn) obpobunu HATU (187 wmr, 0,49 mmone), N-meTunmopdoniHom (0,25 mn, 2,24
MMorb) Ta metunamiHom (0,29 mn, 2M TI'® posunH) Ta nepemiwysanu npu 75 °C npotsirom 6 rog.
PeakuinHy cymiw po3ginunu mix rigpocynedartom kanito (10% BOAHMI pO34MH) Ta eTunaueTaToMm i
ekctparyBanu. OpraHiyHuMin wap npomunu Bogot, GikapboHaTOM HaTpilo Ta COMbOBMM PO3YMHOM.
OO0’egHaHi opraHiyHi dasy BUCYLIMIM Ta PO34YMHHUK Bunapunu. MpoaykT ogep)kanu nicns O4YUCTKM
XpomaTtorpadieto Ha curikareni 3 BUKOPUCTaAHHSIM rpagieHTa rentadH/etTunaueTaT y BUMMsAi CBiTno-
xoBToro ocagy (98 wmr, 65 %).

MS: M = 334,3 (M+H)"

Cragisa 5: 5-AMiHO-2-beHinTiazon-4-kapOOHOBOI KUCNOTW MeTUNaMig

PosunH 5-TpeT-6yToKcmkapboHinamiHo-2-eHinTiaszon-4-kapboHoOBOI kKMcnotn metunamigy (98 wmr,
0,3 mmonmb) B giokcaHi (1,7 mn) o6pobunn HCI (1,7 mn, 4M giokcaHOBMI PO34YMH) NPU KIMHATHIN
TemnepaTypi Ta nepemiwyBanu npoTarom 3 AHiB. PO3YMHHMK BMNApunuv, 3anulioK PO3YMHUNN B
eTunaueTaTti Ta ekcTparyBanu OikapboHaTom HaTpilo Ta CONbOBMM PO34MHOM. OpraHiyHui Lwap
BMCYLLUNK, Ta PO3YMHHUK BMNApPWUM, OOEPKaBLUM NPOAYKT Yy BUMMsAAi )osToro ocagy (62 r, 90 %),
AKMI BUKOpUCTOBYBanu 6e3 4o04aTKOBOI OYUCTKM.

MS: M = 234,1 (M+H)"

Cragia 6: 6-Limknonponin-3-(nipumignH-5-inamiHo)nipuanH-2-kapboHOBOT  KMCNOTK (4-
meTunkapbamoin-2-ceHintiazon-5-in)amig

o po3umHy npomixHoi cnonykun A-2 (17 mr, 0,07 mmonb) Ta 5-amiHo-2-deHinTiason-4-kapboHoBOT
kncnotn metunamigy (20 mr, 0,09 mmone) B TI®d (0,5 mn) goganm HATU (28 wmr, 0,07 mmonb) Ta N-
meTunmopdoniH (37 mkn, 0,34 mmonb). PeakuinHy cymiw nepemiwysanu npu 75 °C npoTarom Houi.
OpepxaHy cycneHsilo BigcmokTanu Ta 3ibpaHui TBepaun Matepian peTenbHo npomunn Tro.
KiHueBUIM NpogyKT ogepxanu B pe3ynbTaTi CyLiHHA 3anuLLKy Y BUrnsagi >kosToro ocagy (19 mr, 61 %).

MS: M = 472,2 (M+H)"

Mpuknag 65: 6-Luknonponin-3-(nipuMignH-5-inamiHo)nipuanH-2-kapboHoBoi  kucnotn — (4-
mMeTunkapbamoin-2-nipuanH-2-intiazon-5-in)amig

RS
N
L =
NeSNH S
N
N
\ HI\{O

Cragia 1: UiaHo[(nipngnH-2-kapOoHirn)amiHO]oLTOBOI KUCMOTU eTUoBUIA edip

Po3umH 2-nikoniHoBoi kucnotn (540 wmr, 4,4 mMmonb) B AauxnopmeTadi (5 mn) obpobunu
TioHinxnopuagom (0,4 mn, 5,5 mMmonb) Ta kpannuHoo OM® npu kiMHaTHIM TemnepaTypi. PeakuiniHy
cymiw nepemiwysanu npu 40 °C NpoTArom Houi, MiCNA Yoro goganu Taky X KinbKiCTb TiOHINXmopuay
Ta NpodoBXunn nepemiwyBaHHs npy 40 °C npoTtarom godaTtkoBux 2 rod. YCi neTki KOMMOHEHTU
BMOAnNuUNu Ta XMopaHrigpua cycnengyesanu B auxrnopmeTadi (5 wmn), goganu nonepenHbo
oxonomkeHn (0 °C) po3umH amiHOLiaHOOLUTOBOI KUCNOTK eTunosoro ecdipy (470 wmr, 3,7 mMmonk) Ta
Tpuetunaminy (2,5 mn, 18,3 mmons) B gnxnopmetaHi (5 mn). OagepxaHy peakuiiHy Cymill NOBiNbHO
Harpinu go 40 °C Ta nepewmiwyBanu npu Ui Temnepartypi npotarom 4 roa. PeakuinHy cymiw
posginunu Mmix rigpocynbdatom kanito (10% BOOHMI PO34UMH) Ta AUXNOPMETAHOM i eKkcTparysanu.
OpraHiyHy a3y npomuny BOAOK Ta COMBbOBMM PO3YMHOM, BUCYLUMIWN i PO3YMHHUK BUMNAPUIIN.
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MpooykT ogepxanu Micns OYUCTKM Xpomartorpadpieto Ha cunikareni 3 BUKOPUCTAHHAM rpagieHTa
rentaH/eTunaueTar y BArMsAi CBITNO-KOBTOro B’a3koro macna (334 mr, 39 %).

MS: M = 234,1 (M+H)"

Cragis 2: 5-AMiHO-2-nipnaunH-2-inTiazon-4-kapboHOBOI KMCIOTU eTUNOBUIA eddip

Mpoaykt ogepxanu, BUKOPUCTOBYHOUM SK BUXIOHY CMONyKy LiaHo[(nipnanH-2-
kapOoHin)amiHolouToBOi kucnotTu etunoBun edip (332 mr, 1,4 mmonb), BigNOBIAHO A0 cnocoby,
onucaHoro B lNpuknagi 64, ctagia 1, y Burnagi cipo-6inoro ocagy (98 wmr, 27 %).

MS: M = 250,1 (M+H)"

Cragia 3: 5-tpet-byTokcukapboHinamiHo-2-nipuanH-2-intiazon-4-kapOboHOBO| KUCMOTU €TUNOBUIA
edip

MpoaoykT opgepxanu, BUKOPUCTOBYKOUMM $SIK BUXIOHY CMONYKYy 5-amiHO-2-nipugunH-2-intiason-4-
kapboHoBOi kucnotu etunosun edip (96 mr, 0,38 mmonb) BignoBigHO A0 crnocoby, onMcaHoro B
Mpuknagai 64, ctagia 2, y surnagi cipo-6inoro ocaay (95 mr, 70 %).

MS: M = 350,3 (M+H)"

Cragis 4: 5-1peT-byToKkcukapboHinamiHo-2-nipnanH-2-intiason-4-kapboHoBa kucnoTta

MpooyKkT opepXanu, BUMKOPUCTOBYKOUM $SK BUXIOHY cnomnyky 5-TpeT-6yTokcnkapboHinamiHo-2-
nipuanH-2-intiadon-4-kapboHoBoi kucnotn etunoesun edip (93 wmr, 0,27 mmonb) BigNOBIGHO A0
cnocoby, onucaHoro B MNpuknagi 64, ctagis 3 y urnagi 6inoro ocaay (75 wr, 87 %).

MS: M = 320,2 (M-H)

Cragis 5: 5-1peT-byTokcukapboHinamiHo-2-nipnanH-2-inTiason-4-kapboHOBOT KUCNOTN MeTUnamig

MpooykT opepXanu, BUKOPUCTOBYOUYM SK BUXIOHY cnonyky 5-tpeT-6yTokcukapboHinamiHo-2-
nipuaunH-2-intiason-4-kapboHosy kucnoty (73 wmr, 0,23 MMonb), BiANoBigHO A0 cnocoby, onncaHoro B
Mpuknagi 64, ctagia 4, y Burnagi ceitno-xosTtoro ocagy (34 mr, 45 %).

MS: M = 335,4 (M+H)"

Cragia 6: 5-AmiHO-2-nipnamnH-2-inTia3on-4-kapboHOBOT KUCNOTU MeTUnamig

Po3unH 5-TpeT-6yToKCcnkapOoHinamiHo-2-nipuanH-2-intia3on-4-kapboHOBOI KMCMOTM MeTunamigy
(34 wr, 0,10 mmonb) B gnxnopmeTtaHi (0,5 mn) o6pobunu TpudtopoutoBot kucnotow (0,5 mn) Ta
nepemiwysanu npu KiMHaTHin Temnepatypi npotarom 3 rog. llicna BunapoByBaHHS PO34YMHHMKA,
3anuoK po3ynHunu B etunauetati Ta npomunm NaOH (1H. BOOHMI pO34nH), BOAOK Ta COMbOBUM
po3unHoM. OpraHiyHMi LWap BUCYLWIWAM Ta PO3YMHHMK BUMapunu. 3anuwok cycneHayBanu B
JieTunosomy edipi, BigCMOKTanu, Ta BUCYLLMNM MaTepian, Lo 3anullnBCs, ofepXasLlun MPOayKT Y
BuUrnagi »xoetoro ocagy (10 mr, 42 %).

MS: M = 235,2 (M+H)"

Cragia  7:  6-Uuknonponin-3-(nipumignH-5-inamiHo)nipuanH-2-kapboHOBOT  KMCNOTK (4-
mMeTunkapbamoin-2-nipuanH-2-intiazon-5-in)amig

MpoaykT oaepxkanu, BUKOPUCTOBYIOHYM K BUXIOHY CMOMyKy npomikHy crnonyky A-2 (8 mr, 0,03
MMOMb) Ta 5-amiHO-2-nipuanH-2-inTiason-4-kapboHoBoi kucnotn metunamig (10 wmr, 0,04 mmonsb),
BigNoBigHoO Ao cnocoby, onvcaHoro B MNpuknagi 64, ctagia 6, y surnagi »xostoro ocaay (2,5 mr, 16 %).

MS: M = 473,2 (M+H)"

Mpuknag 66: 6-LUuknonponin-3-(nipumiganH-5-inamiHo)nipugmnH-2-kapboHoBoi  kucrnotn  [4-(2-

NH O /|
XN
l/N

H H
(e} N\l/\OH

rigpokcu-1-meTuneTunkapbamoin)nipuguH-3-injamig

BignosigHo [0 3aranbHOI MeTOAMKM, OnucaHoi Ha cTafii 3 npuknagy 53, B3aemopia 2-
amiHonponaH-1-ony 3 3-{[6-umknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-
KapOOHIiN]amiHO}i30HIKOTMHOBOK KMCITOTOK MpUBENa A0 OAepXXaHHsS CMOMyKW, 3a3HAa4YeHOI B 3aroyioBKy
(32%), y Burnsagi amopHOro XX0BTOro ocagy.

MS: M = 434,0 (M+H)"

Mpuknag 67: 6-Lumknonponin-3-(nipyumignH-5-inamiHo)nipnaunH-2-kapboHoBoi  kucnotn  [4-
(aseTugmH-1-kapboHin)nipnanH-3-injamig
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BignosigHo 0o 3aranbHOT MeTOAMKM, ONMcaHoi Ha ctagii 3 npuknagy 53, B3aemofis aseTuanHy 3
3-{[6-unknonponin-3-(nipumMignH-5-inamiHo)nipnanH-2-kapboHin]amiHo}i30OHIKOTUHOBOHO KMCINOTO0
npvBena A0 Ofep)XXaHHSA CMoryku, 3a3HayeHoi B 3aronoBky (60%), y BMrmsgi amopHOro XOBTOro
ocagy.

MS: M = 416,2 (M+H)"

Mpuknag 68: 6-LUuknonponin-3-(nipumignH-5-inamiHo)nipuanH-2-kapboHoBoi  kucrotn  [4-(2-
rigpokcieTunkapoamoin)nipuamnH-3-injamig

H
O NV\OH

BignosigHo [0 3aranbHOI MeTOAMKM, OnMUCaHoi Ha cTagii 3 npuknagy 53, B3aemogia 2-
amiHoeTaHony 3 3-{[6-uunknonponin-3-(nipumignH-5-inamiHo)nipnamH-2-
KapOOHiN]amiHO}i30HIKOTMHOBO KMCITOTOK MpUBENna A0 oAepXXaHHs CMOMyKW, 3a3HadYeHOi B 3arofioBKy
(36%), y Burnsagi amopcHOro XXo0BTOro ocagy.

MS: M = 420,2 (M+H)"

Mpuknag 69: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipugunH-2-kapboHosoi  kucnotn  [4-(2,3-
avrigpokcunponinkapbamoin)nipugnH-3-injamig

N
NH O J/jA)
EHL \/\/OH

BignosigHo [0 3aranbHOI MeTOAMKM, onucaHol Ha cTagii 3 npuknagy 53, B3aemogia 3-
amiHonponat-1,2-giony 3 3-{[6-umknonponin-3-(nipumignH-5-inamiHo)nipuamH-2-
KapOOoHin]amiHo}i30HIKOTMHOBOK KMCMOTO MPUBENA A0 OAEPXKaHHA CMOMyKW, 3a3Ha4YeHol B 3arofioBKy
(33%), y Burnsaai amopdHOro >oBToro ocaay.

MS: M = 450,2 (M+H)"

Mpuknag 70: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipmgunH-2-kapboHoBoi  kucrnotn  [4-(2-
rigpokcu-2-meTunnponinkapbamoin)nipugnH-3-injamig

N
V’J\
Ne N o N

| X

BignosigHo [0 3aranbHOI MeTOAMKM, onMcaHol Ha cTtagil 3 npuknagy 53, B3aemopnia 1-amiHo-2-
MeTunnponaH-2-ony 3 3-{[6-umknonponin-3-(nipumianH-5-inamiHo)nipugnH-2-
KapOOHIiN]amiHO}i30HIKOTMHOBOK KMCITOTOI NMPUBESa 40 OOEPXKaHHS CMOJyKKU, 3a3Ha4YeHol B 3arofoBKy
(28%), y Burnsaai amopdHOro >KoBToro ocaay.

MS: M = 448,0 (M+H)"
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Mpuknag 71: 6-Uuknonponin-3-(nipuMiguH-5-inamiHo)nipuanH-2-kapboHoBoi  kncnotn  {4-[(3-
rigpokcunponin)meTunkapbamoin]nipngun-3-injamig

N
-
Nas

BignosigHo [0 3aranbHOi MeToauKu, OnMcaHol Ha cTagii 3 npuknagy 53, B3aemogia 3-
MeTunamiHonponan-1-ony 3 3-{[6-umknonponin-3-(nipumianH-5-inamiHo)nipuamH-2-
KapOOHiN]amiHO}i30HIKOTMHOBOK KMCITOTOK MpUBENa A0 oAepXaHHsI CMOSyKW, 3a3Ha4YeHOi B 3arofioBKy
(34%), y Burnsagi amopdHOro >XoBTOro ocagy.

MS: M = 448,0 (M+H)"

Mpuknag 72: 6-Unknonponin-3-(nipumignH-5-inamiHo)nipngunH-2-kapboHoBoi  kucnotn  [4-(2-
MeTOKCK-1-meTuneTunkapbamoin)nipngnH-3-injamig

N
"]
Nsnho et
X
NN
| H
THY Lo

BignosigHo g0 3aranbHOi MeTOAMKN, ONMcaHoi Ha cTagii 3 npuknagy 53, B3aemogia (2-meTokeu-1-
MeTuneTun)MeTunamiHy 3 3-{[6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-
KapOOHiN]amiHO}30HIKOTMHOBOK KMCITOTOK MpUBENa A0 oAepXXaHHsS CMOMyKW, 3a3HadYeHOi B 3arofioBKy
(32%), y Burnagi amopHOro XX0BTOro ocagy.

MS: M = 448,2 (M+H)"

Mpuknag 73: 6-Uuknonponin-3-(nipuMignH-5-inamiHo)nipyanH-2-kapboHoBoi  kucnotn  {4-[(2-
rigpokcieTun)metunkapbamoin]nipuanH-3-injamia

N

I/’J\

N> nHo M
NN

| H

BignosigHo [0 3aranbHOI MeTOAMKM, oOnucaHoi Ha cTafii 3 npuknagy 53, B3aemogia 2-
MeTunamiHoeTaHony 3 3-{[6-umknonponin-3-(nipumianH-5-inamiHo)nNipuanH-2-
KapOOHIiN]amiHO}i30HIKOTMHOBOK KMCITOTOK MpUBENa 40 oAep)XaHHs CMOMyKW, 3a3Ha4YeHOI B 3arofioBKy
(32%), y Burnsagi amopHOro XX0BTOro ocagy.

MS: M = 434,0 (M+H)"

Mpuknag 74: 6-Uuknonponin-3-(nipuMignH-5-inamiHo)nipuanH-2-kapboHoBoi  kucnotn  (3-
anmeTunkapbamoin-1-nipuaunn-2-in-1H-nipason-4-in)amig

7N\

N N
mD
NAS\Ho N
[ N

/I H
N O|\{

Cragia 1: 4-Hitpo-1H-nipason-3-kapboHOBOI KUCNOTK AUMETUNaMIg
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Po3unH 4-HiTpo-1H-nipa3on-3-kapboHoBoi kucnotu (1,0 r, 6,4 mMmonb) B guxnopmeTtaHi (20 mn)
0bpobunu TioHinxnopmnaom (1,4 mn, 19 mmone) Ta kpannuHoto OM® npu kiMHaTHIN Temnepatypi.
PeakuinHy cymiw nepemiwysanu npu 40 °C npoTArom Hodi, nicns 4yoro goganv A0AAaTKOBY KiNbKiCTb
TioHinxnopmay (0,46 mn, 6,4 MMonb) Ta nNpogoBXunM nepemiwyBaHHsa npu 40 °C npoTtsirom
aogatkoBux 24 rof. Yci NeTki KOMMNOHEHTU BUOANWAN i XNOpaHrigpua cycneHaysanu B AUXNopMeTaHi
(6 mn) Ta oxonogunu go 0 °C. Oopanu TpueTtunamid (4,44 mn, 31,8 mmonb) Ta gumeTunamid (4,14
M, 2M posunH B TI®). PeakuiiHin cymiwi 03BONMMMAM HarpitTucs Ao KiMHaTHOI TemnepaTtypu Ta
NPOOOBXMAN NepeMmilyBaHHs npoTarom 3 rof. PeakuiiHy cymiw po3ginunu Mk rigpocynbcatom
kanito (20 mn, 10% BogHWK po34vmH) Ta etunauetaTom (40 mn) i ekctparysanu. OpraHiyHy dasy
NPOMUNN BOAOKD Ta COMbOBUM PO3YMHOM, BUCYLLMAM i PO3YUHHMK Bunapunn. CupoBUN NpoaykT
TpUTypyBanu 3 AietunoBuM eqipoM, BiACMOKTanNM Ta BUCYLUUMMW, OOEPXaBLUM CBITNO-KOPUYHEBWIA
ocag (0,35, 30 %).

MS: M = 185,1 (M+H)"

Crapia 2: 4-Hitpo-1-nipnanH-2-in-1H-nipason-3-kapboHOBOI KMCNOTN AUMeTUNamig,

Po3unH 4-HiTpo-1H-nipa3on-3-kapboHoBoi kucnotu gumetunamigy (250 mr, 1,36 mmonb) B MO
(5 mn) npogynu aproHom. MocnigoBHo goganu 2-6pomnipyamnH (0,17 mn, 1,76 mmMonb), aLeTunaueToH
3anisa (144 wmr, 0,4 mmonb), okeng migi(l) (20 mr, 0,14 mmonb) Ta kapboHaT uesito (885 wr, 2,7
MMOIb) i peakuiviHy cymiw nepemiwysanu npu 110 °C npoTtarom Houi. [licna BUCTUraHHS peakuiiHy
cymiw posginunu Mix etunauetatom (30 mn) Ta Bogoto (15 mn) i ekctparyBanu. OpraHiyHui wap
NPOMUIM CONMbOBUM PO3YMHOM, BUCYLLUIIN Ta PO3YMHHMK Bunapvnu. [NpoAaykT ogepxanu nicns
0O4YMCTKN XpomaTtorpadpieto Ha cunikareni 3 BUKOPUCTaAHHAM rpajieHTa rentad/eTunauerart y BUrnsagi
cBiTno-xoBToro ocaay (102 wmr, 29 %).

MS: M =262,1 (M+H)"

Cragisa 3: 4-AmiHo-1-nipnauH-2-in-1H-nipason-3-kapboHOBOI KUCNOTW AMETUNaMIA

PosunH 4-HiTpo-1-nipnamnH-2-in-1H-nipason-3-kapboHoBoi kucnotn ammetunamigy (50 wmr, 0,19
mmonb) B TI® (3 mn) npoaynu aproHom Ta ob6pobunun Pd/C 10% (11 mr, 0,01 mmonb). Peakuininy
NocyaguHy MOMICTUNM Yy BakKyyM Ta NpoAynuv BOAHEM TpuWMi, peakuiHy Cymil nepemiyBanu npu
KIMHaTHI TemnepaTypi NpoTArom Hodi. PeakuiiHy cymiw BigdinbTpyBanu ta pO34YMHHUK BUNApUnu,
ofepXxaBLUM ocagoBun martepian (44 mr, 99 %), Skun BUKOpUcToByBanu 6e3 4oAaTKoBOi OYUCTKM.

MS: M =232,1 (M+H)"

Crapis 4 6-Limknonponin-3-(nipumignH-5-inamiHo)nipuanH-2-kapboHOBOT  KMCNOTK (3-
anmeTunkapbamoin-1-nipuamnn-2-in-1H-nipason-4-in)amig

MpoaykT ogepanu, BUKOPUCTOBYIOUM SIK BUXIAHY CNONYKy MPOMibkHY cnonyky A-2 (29 wr, 0,11
MMOnb) Ta 4-amiHo-1-nipnauH-2-in-1H-nipason-3-kapboHoBoi kucnotn gumetunamig (43 wr, 0,18
MMOIb), BigMNoBigHO A0 cnocoby, onucaHoro B MNpuknaai 54, ctagis 5, nicns o4NCTKM NpenapaTUBHO
BEPX 3 BukOpUCTaHHAM rpafieHTa aueToHiTpun/Boaa, y BUrNagi ceitno-xxostoro ocagy (9,4 wr, 17
%).

MS: M = 470,4 (M+H)"

Mpuknag 75: 2-13onponin-5-(nipumignH-5-inamiHo)nipumignH-4-kapboHoBoi kucnotu (1-metnn-3-
mMeTunkapbamoin-1H-nipason-4-in)amig

N
r | /
N

>~ NH O N
AP
SN R
e
BignosigHo oo cnoco®y, onucaHoro Ha ctagii 2 npuknagy 14, cnonyka, 3a3HadeHa B 3arofioBky,
Oyna opepxaHa B3aemogieto A-4 Ta 4-amiHo-1-meTun-1H-nipason-3-kapboHOBOI KUCNOTU MeTUNamigy
y BUrnsai xostoro ocagy (69%).
MS: M = 396,1 (M+H)"

Mpuknag 76: 2-Luknonponin-5-(nipumigmH-5-inamido)nipumignH-4-kapboHoBoi kucnotu (1-metun-
3-meTunkapbamoin-1H-nipason-4-in)avig

NH
\
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BignosigHo 0o cnocoby, onucaHoro Ha ctagii 2 npuknagy 14, cnonyka, 3a3HayeHa B 3arofioBKy,
Oyna ogepxaHa B3aemogieto A-5 Ta 4-amiHo-1-meTun-1H-nipason-3-kapboHOBOI KMCNOTU MeTUnamigy
y BUrnsgi xxostoro ocagy (78%).

MS: M = 394,1 (M+H)"

Mpuknag 77: 2-tpeT-byTun-5-(nipumignH-5-inamiHo)nipumignH-4-kapboHoBoi kncnoTtu (1-metnn-3-
meTunkapbamoin-1H-nipason-4-in)amig

r}

N
NH O N
MH
Nj\N o

BignosigHo go cnocoby, onucaHoro Ha ctagii 2 npuknagy 14, cnonyka, 3asHadeHa B 3arosioBKY,
byna ogepxaHa B3aemogieto A-6 Ta 4-amiHo-1-meTun-1H-nipa3on-3-kapboHOBOI KMCNOTM MeTUnamigy
y Burnagi xostoro ocagy (80%).

MS: M = 410,3 (M+H)"

Mpuknag 78:  6-Lwuknonponin-3-(nipuMignH-5-inamiHo)nipuanH-2-kapboHoBoi  kucnotn  (4-
umknorekcunkapbamoinnipnanH-3-in)amig

N
L N
Ny “NH O ¢

BignosigHo [o 3aranbHOI MeToAuKWM, oOmnucaHoi Ha crTagii 3 npuknagy 53, B3aemogia
LMKNnorekcnnamiHy 3 3-{[6-uunknonponin-3-(nipumignH-5-inamiHo)nipnamH-2-
KapOOoHin]amiHO}i30HIKOTMHOBO KMCMOTO MPUBENA A0 OAEPXKaHHA CMOMyKM, 3a3Ha4yeHol B 3arofioBKy
(26%), y BuUrnsaai amopdHOro >oBToro ocaay.

MS: M = 458,2 (M+H)"

Mpuknag 79: 6-Lumknonponin-3-(nipumignH-5-inamiHo)nipugnH-2-kapboHoBoi  kucnotn  [4-(3,3-
p,vld)TopaseTMp,MH-1-Kap60Hin)nipM,qV|H -3- in]aMi,q

s,

BignoBigHo 00 3aranbHOi METOOMKW, OnmMcaHoi Ha cTagii 3 npuknagy 53, B3aemopgis 3,3-
andtopaseTnanHy 3 3-{[6-umknonponin-3-(nipumignH-5-inamiHo)nipngnH-2-
KapOOHIiN]amiHO}i30HIKOTMHOBOK KMCITOTOI MPUBENa A0 OAEPXKAHHA CMOJYKU, 3a3HAYEHOI B 3arofoBKy
y BUINSAiI )KOBTOrO NOPOLLKY (26%).

MS: M = 452,0 (M+H)"

Mpuknag 80: 6-Linknonponin-3-(nipumMignH-5-inamiHo)nipuamH-2-kapboHoBoi  kucnotn  [4-(2-
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Fip,pOKCI/IMeTI/IJ'II'IipOJ'Ii,D,VIH-1-Kap60HiJ'I)I'IipVI,EI,I/IH -3-inJamig

BignosigHo [0 3aranbHOI MeTOAMKM, onucaHoi Ha cTagii 3 npuknagy 53, B3aemogia 2-
rigpoKkcMMeTunniponignuHy 3 3-{[6-uunknonponin-3-(nipumMiguH-5-inamiHo)nipnanH-2-
KapOOoHIN]amiHO}30HIKOTUHOBOID  KUCMOTOK MpvBena [0 OAEepXaHHA ChnOoMyku, 3as3HayeHol B
3aronoBky, y BUrnsai cipo-6inoro ocagy (29%).

MS: M = 460,4 (M+H)"

Mpuknag 81: 7-{[6-LUnknonponin-3-(nipumignH-5-inamiHo)nipnamH-2-kapboHinjamiHo}-2-
deHinimiaaso[1,2-alnipnanH-6-kapboHOBOI KNCOTKM MeTUNaMmig

Cragia 1: 7-AmiHo-2-cbeHinimigaso[1,2-alnipnanH-6-kapOboHiTpuny rigpoxnopua

[o nepemiwyBaHoi cycneHsii 3-uiaHo-4,6-giamiHonipyanHy (2,02 r, 15 MMonb) npu KiMHaTHIA
TemnepaTypi B etaHoni (50 mn) B atmocdepi aproHy gogann NaHCO; (2,53 r, 30 mmonb) Ta 2-
OpomaueTtodeHoH (6,0 r, 30 mmonb). Cymilw Harpinu Oo TemnepaTypu KWMiHHA 3i 3BOPOTHUM
XOMNOAWIMBbHUKOM Ta MPOAOBXMUIIN MEepPEMillyBaHHA MPOTArOM HOYi. TEMHO-KOPUYHEBY CYCMEH3ito
oXonoaunu Ao KiMHaTHOI TeMnepaTypu Ta CKOHLUEHTpyBanu. 3anuwiok y BUrnsagi TEMHO-KOPUYHEBOIO
B’askoro ocagy nomictunu B 3H. HCI (50 mn) ta EtOAc (50 mn). [BodhasoBy cymiw nepemiwyBanm
npu KiMHaTHIN Temnepatypi npotsarom 1 rod. MNpeuwnnitaT 3ibpanu dinbTpauieto Ta npomunu EtOAC.
TputypyBaHHa ocagy B 50 mn CH,Cl,/MeOH 9:1 Ta inbTpauis npuBenn 4o ogepXaHHSA CMomnyku,
3a3Ha4veHoi B 3aronoBky(2,63 r, 64%), y Burnagi cipo-6inoro ocaay.

MS: M = 235,1 (M+H)"

Cragis 2: 7-AmiHo-2-tbeHinimigaso[1,2-a]nipnanH-6-kapO0oHOBOIT KUCNOTK eTUnoBuin edip

o nepemilysaHol cycneHsii 7-amiHo-2-dpeHinimigaso[1,2-a]nipuanH-6-kapboHiTpuny
rinpoxnopugy (1,0 r, 3,7 mmonb) npu kiMHaTHIA Temnepatypi B EtOH (20 mn) B atmMocdepi aproHy
poganu H,SO,4 (1,5 mn, 27,7 mmonb) oaHieto nopuieto. Cymiw Harpinu o Temnepatypy KUMiHHS 3i
3BOPOTHMM XONOAWMBbHUKOM Ta NPOAOBXMM NepeMillyBaHHA NpoTarom 2 AHiB. Cymiw oxonogunu o
KiMHaTHOi Temnepatypu Ta po3basunu 10 mn H,O. Ocap sibpanu ginbTpauieto, npomunmn H,O Ta
Bucywunu. [otim wnoro cycnengysanm B CH,Cl,/MeOH 9:1 ta 06pobunn TpueTunamiHom 3
OLEPXKaHHSAM >KOBTOrO pPO34MHYy. PO3umHeHy pe4voBMHY agcopbyBanu Ha KOMOHUI i3 cunikarenem
Isolute® Flash-NH, (Separtis) Ta ouuctunm xpomarorpadpietd Ha aHarnoriyHOMy cunikareni K
Hepyxomin ¢asi 3 BukopuctaHHam rpagieHta CH,Cl,/MeOH gk entoeHTy, 3 ogepXXaHHAM Cronyku,
3a3Ha4veHoi B 3arofioBKy, y BUrnsgi cipo-6inoro ocagy (642 mr, 62%).

MS: M =282,1 (M+H)"

Cragis 3: 7-AMiHo-2-teHinimigaso[1,2-a]nipuanH-6-kapOoHOBOI KUCNOTN MeTUNamig

BignosigHo oo cnocoby, onucaHoro Ha ctagii 1 npuknagy 18, npoBogunu B3aemogito 7-amiHo-2-
deHinimigaso[1,2-alnipnanH-6-kapbOHOBOI KMCNOTK €TUIOBOro edipy 3 MeTUNaMiHy riagpoxnopuaom 3
ofepXXaHHSAM CMOMyKK, 3a3Ha4YeHoi B 3arofoBky, y BUrmnsgi cipo-6inoro ocagy (60%).

MS: M = 267,1 (M+H)"

Cragiqa 4: 7-{[6-Unknonponin-3-(nipumiganH-5-inamiHo)nipugmnH-2-kapboHinjamiHo}-2-
deHinimiagaso[1,2-a]nipnanH-6-kapboHOBOI KNCIIOTKM MeTUNamig,

BignosigHo go cnoco®y, onucaHoro B [lpuknagi 29, cnonydanu 7-amiHo-2-deHinimigaso[1,2-
aJnipuanH-6-kapboHOBOT  KMCNoTM MeTunamia Ta A-2 3 odepXkaHHAM CrMONyku, 3a3Ha4yeHoi B
3arofoBKy, y BUrNsiAi )oBToro ocagy (25%).
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MS: M = 505,1 (M+H)"
Mpuknag 82: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipnamH-2-kapboHoBoi  kucnotn  [4-(3-
rigpokciazetTuamnH-1-kapboHin)nipngun-3-injaming

N

L N

Ny “SNH o ¢ |
X

N\

_N Ho N\l\

OH

BignosigHo [0 3aranbHOi MeToauKu, onmMcaHol Ha cTagii 3 npuknagy 53, B3aemogia 3-
rigpokciaseTuanHy 3 3-{[6-umknonponin-3-(nipumignH-5-inamiHo)nipugnH-2-
KapOOHin]amiHO}i30HIKOTMHOBOIO KMCMOTO NpUBENa A0 OAEpXXaHHSA CrofyKW, 3a3HaqyeHoi B 3arofioBKy
(8%), y BUrnsgi CBiTNO->XOBTOIO MOPOLLKY.

MS: M = 432,0 (M+H)"

Mpuknag 83: 2-1306yTun-5-(nipumignH-5-inamiHo)nipumignH-4-kapboHoBoi kucnotu (1-metun-3-
meTunkapbamoin-1H-nipason-4-in)amig

r/N

N {

NH O |’,\lN
SN
H

NN

gt e

BignosigHo go cnocoby, onucaHoro Ha ctagii 2 npuknagy 14, cnonyka, 3a3HayeHa B 3arorioBky,
Oyna ogepxaHa B3aemogieto A-7 Ta 4-amiHo-1-meTun-1H-nipa3on-3-kapboOHOBOT KMCNOTKM MeTUnamigy
y BUrnsai xostoro ocagy (52%).

MS: M = 410,3 (M+H)"

Mpuknag 84: 2-Linknorekcun-5-(nipumignH-5-inamido)nipumianH-4-kapboHoBoi kucnotu (1-meTtun-
3-meTunkapbamoin-1H-nipason-4-in)amia

BignosigHo oo cnoco®y, onucaHoro Ha ctagii 2 npuknagy 14, cnonyka, 3asHadeHa B 3arofioBky,
Oyna ogepxaHa B3aemogieto A-8 Ta 4-amiHo-1-meTun-1H-nipa3on-3-kapOoHOBOT KMCNOTKM MeTUnamigy
y BUrnsai xostoro ocagy (58%).

MS: M = 436,3 (M+H)"

Mpuknag 85: 6-Lmknonponin-3-(nipumignH-5-inamiHo)nipugnH-2-kapboHoBoi  kucnotn  [4-(2,2-
AavmetunniponiguH-1-kapboHin)nipnanH-3-injamig

N
M
Ns NH O "l

XN

| H
oS

BignosigHo [0 3aranbHOi MeToAuKW, onucaHoi Ha cTagii 3 npuknagy 53, B3aemopis 2,2-
anMmeTunniponianHy 3 3-{[6-umknonponin-3-(nipumignH-5-inamiHo)nipnamH-2-
KapOOHIiN]amiHO}i30HIKOTMHOBOI KMCITOTOK MpUBENa A0 OAepXXaHHsSI CMOSyKW, 3a3Ha4YeHOi B 3aroyioBKy
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(23%), y BUrNsai B’3K0Oro oBTOro ocagy.

MS: M = 458,2 (M+H)"

Mpuknag 86: 6-Linknonponin-3-(nipumignH-5-inamiHo)nipuanH-2-kapboHoBoi  kucnotn  {4-[(2,3-
avrigpokcunponin)MmeTtunkapbamoin]nipuanH-3-inamisg

N
(/jL
Ne v o N

4 H
N TotNT
\EOH
OH
BignosigHo [0 3aranbHOi MeTOAMKM, OnNucaHoi Ha cTagii 3 npuknagy 53, B3aemogia 3-
MeTunamiHonponax-1,2-giony 3 3-{[6-uunknonponin-3-(nipumignH-5-inamiHo)nipnanH-2-

KapOOoHiN]amiHO}i30HIKOTMHOBOKO KMCITOTOK NMpMBEna A0 oAep)XaHHsI CNOMyKW, 3a3Ha4YeHOi B 3arofioBKy
(19%), y BUrnsai B’13K0ro KoBTOro ocagy.

MS: M = 464,2 (M+H)"

Mpuknag 87: 6-Uuknonponin-3-(nipumianH-5-inamiHo)nipuamnH-2-kapboHoBoi  kucrotn  [4-(3-
FiﬂpOKCMI'IipOﬂiﬂMH-l-Kap60HiJ‘l)l‘lipMD,V|H 3 injJamig,

BignoBigHo [0 3aranbHOiI MeTOAMKM, OnNucaHoi Ha cTagii 3 npuknagy 53, B3aemopgia 3-
rigpoKcuniponiguHy 3 3-{[6-uunknonponin-3-(nipumignH-5-inamiHo)nipnanH-2-
KapOOHiN]amiHO}i30HIKOTMHOBOK KMCITOTOK NpMBENa A0 OAepXXaHHS CMOMyKW, 3a3HayeHoi B 3arofioBky
(30%), y BUrnsai cBiTno->KOBTOro ocagy.

MS: M = 446,0 (M+H)"

Mpuknag 88: 6-Lnknonponin-3-(nipumianH-5-inamiHo)nipnaunH-2-kapboHoBoi kncnotu [4-(2-okca-6-
asacnipo[3.3]rentaH-6-kapOoHin)nipuguH-3-injamig

BignosigHo 0o 3aranbHOI MeTOAMKWM, OMMCcaHOI Ha cTagii 3 npuknagy 53, B3aemopfis 2-okca-6-
asacnipo[3.3]rentaHy 3 3-{[6-uuknonponin-3-(nipumMiguH-5-inamiHo)nipuanH-2-
KapOOoHin]amiHo}i30HIKOTMHOBOK KMCMOTO MPUBENA A0 OAEPXKaHHA CMOMyKW, 3a3Ha4YeHol B 3arofioBKy
(9%), y Burnsaai amopdHoro cipo-6inoro ocagy.

MS: M = 458,2 (M+H)"

Mpuknag 89: 6-Lwuknonponin-3-(nipuMignH-5-inamiHo)nipuanH-2-kapboHoBoi  kucnotn  (3-
uuknonponinkapbamoinTiodeH-2-in)amig

N
I/’J\
Ne~"SNH O

A H O
l/N
S: NH

MpoaykT opep)xanu, BUKOPUCTOBYHOUM SIK BUXiQHY CMOMyKy npoMikHy cnonyky A-2 (40 wmr, 0,16
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MMonb) Ta 2-amiHo-N-umknonponintiocdeH-3-kapbokcamia (40 wmr, 0,22 mmonb), BigNOBIOAHO A0
cnocoby, onucaHoro B Npuknagi 64, ctagia 6, y Burnagi xxostoro ocagy (35 mr, 53 %).
MS: M = 421,2 (M+H)"
Mpuknag 90: 6-Lmknonponin-3-(nipyumignH-5-inamiHo)nipnaunH-2-kapboHoBoi  kucnotn  [3-
5 (mopdonin-4-kapOoHin)TiodeH-2-injamia

N
-
NV\LNH 0
NCUNH O
N N
sé)L Lo

MpooykT ogepxanu, BUKOPUCTOBYIOUYM SK BUXIAHY CNONyKy npomikHy crnonyky A-2 (40 wmr, 0,16
MMOrb) Ta 2-(MopdoniH-4-inkapboHin)tiodeH-2-inamiH (46 mr, 0,22 mmonb), BigNoBigHO A0 cnocoby,
onucaHoro B Npuknagi 64, ctagia 6, y Burnagi ceitno-xoBToro ocagy (27 mr, 38 %).
10 MS: M = 451,2 (M+H)"
Mpuknag 91:  6-Uuknonponin-3-(nipyumignH-5-inamiHo)nipnanH-2-kapboHoBoi  kncnotn  [5-
i30nponin-3-(M0pq30niH-4-Kap60Hin)Tioq)eH -2-inJamig

NH O S
\
/N

MpoaykT ogepanu, BUKOPUCTOBYHOUM SIK BUXIOHY Cronyky npomikHy cnonyky A-2 (40 wmr, 0,16
15 MMoOrb) Ta (2-amiHo-5-i3onponinTiodeH-3-in)MopdoniHoMmeTaHoH (56 mr, 0,22 MMonb), BiANOBIAHO A0
cnocoby, onucaHoro B Npuknagi 64, ctagis 6 y Burnagi xxostoro ocagy (49 mr, 64 %).
MS: M = 493,3 (M+H)"
Mpuknag 92: 2-Isonponin-5-(nipumignH-5-inamiHo)nipumMignH-4-kapboHoBoi  kucnotn  [4-(2-
rigpokcu-2-meTunnponinkapbamoin)nipugunH-3-injamig

N
V’J\
Ne“S\wo N

g
X
J/\ H OH

Cragia 1: N-(2-Tigpokcu-2-meTunnponin)-3-HiTpoi3oHikoTMHaMIg
Cymiw 3-HiTpoi3oHikoTMHOBOI kmucnotn (1,75 1, 10,1 Mmonb), 1-amiHO-2-MeTunnponaH-2-ony (968
mkri, 10,1 mmons), 2-(1H-6eH3oTpuason-1-in)-1,1,3,3-TeTpameTnnypoHito TeTpadptopboparty (4,86 T,
15,1 mmonb) Ta Tpuetunamivy (4,9 mn, 35,3 mmone) B TeTparigpodypaHi (60 mn) nepemiwysanu
25 NpOTArOM BWXIOHUX MpU KIMHATHIN Temnepatypi. PeakuinHy cymiw po3baBunu eTtunaueraTom,
NPOMUIM BOAOK, COMbOBMM PO3YMHOM, BUCYLUMNWM HAL CynbdaTtoOM MarHilo Ta CKOHLEHTpyBasnu.
CnpoBun NpoaykT OYUCTUNKU LINAXOM XpomaTtorpaddii Ha cunikareni 3 BUKOPUCTaHHAM rpafieHTa
CH,CIl,/MeOH sk entoeHTy, 3 ogepXaHHSAM CMomyKu, 3a3Ha4yeHoi B 3arofioBky, y BUrnsagi cipo-6inoro
ocapy (255 wmr, 11%).
30 MS: M = 240,0 (M+H)"
Cragia 2: 3-AMiHO-N-(2-rigpokcu-2-mMeTnnnponin)isoHikoTMHamia
BignosigHo o cnocoby, onucaHoro Ha cTagii 2 npuknagy 2, crnosyka, 3asHadeHa B 3arosioBKY,
Oyna ogepxaHa y BurnsAgi cipo-6inoro ocagy (96%).
MS: M = 210,2 (M+H)"
35 Cragisa 3: 2-13onponin-5-(nipymignH-5-inamiHo)nipumianH-4-kapboHOBOI KMCNOTK [4-(2-TigpoKcu-2-
MeTunnponinkap6amoin)nipnanH-3-injamig
BignosigHo po cnocoby, onucaHoro B [lpuknagi 29, npoBoannun B3aemogito 3-amiHo-N-(2-
riApOKCK-2-MeTMANponin)isoHikoTuHamigy 3 A-15 3 ogepxaHHAM Cnonyku, 3a3HadyeHol B 3aronoBky, y
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BUrnsagi >xosToro ocaay (7%).
MS: M = 451,2 (M+H)"
Mpuknag 93: 2-TpeT-ByTnMn-5-(NipuMiguH-5-inamiHo)nipMmignH-4-kapOoHoBOi  kncnotn  [4-(2-
rigpoKcu-2-meTunnponinkapbamoin)nipngnH-3-injamig
N\
WJ\L
N o PN
YN

A

H

OH

Bignosigho pgo  cnocoby, onucaHoro B [lpuknagi 29,  3-amiHo-N-(2-rigpokcu-2-
MeTunnponin)isoHikoTuHamig (ctagia 2, MNpuknag 92) B3aemogiss 3 A-9 3 ogepkaHHAM CrOMyku,
3a3Ha4veHoi B 3arofioBky, y Burnsdi »xostoro ocagy (11%).

MS: M = 465,2 (M+H)"

Mpuknag 94:  2-{[2-TpeT-ByTnn-5-(NipumigunH-5-inamiHo)nipymiguH-4-kapOoHinjamiHo}-N4,N4-
aietun-N1-metuntepedranamis

N N_O
~ | Ny
N>~ “NH O

T N
N_N H P

Cragia 1: 2-AmiHo-N4,N4-gietun-N1-metuntepedTanamia

Cymiw meTun-2-amiHo-4-(gieTunkapbamoin)6eHsoaty (490 wmr, 1,96 MMomnb) Ta pPO34MHY
mMeTunaminy (33% B etaHoni; 25 mn, 200 MMone) nepemillysanu B aBTOKMasi NpoTAroMm 24 rog. rnpu
90 °C. PeakuiiHy cymiw ckoHueHTpyBanu. CMpoBui NpogyKT OYMCTUNN LWIASXOM XpomaTorpadii Ha
cunikareni 3 BukopuctaHHsM EtOAC sk entoeHTy, 3 ogepXXaHHsIM CMoJSyKu, 3a3HaueHo! B 3aronoBky, y
Burnsgi 6inoro ocaay (341 mr, 70%).

MS: M = 250,2 (M+H)"

Cragia 2: 2-(2-tpeT-bytunn-5-(nipumiguH-5-inamiHo)nipumigmH-4-kapbokcamigo)-N4,N4-gietun-N1-
MeTunTepedTanamis

BignosigHo go cnocoby, onucaHoro B MNpuknagi 29, nposogunu B3aemogito A-9 3 2-amiHo-N4,N4-
pieTun-N1-metuntepedranaMmigoMm 3 ofepXaHHsM CMOMyKu, 3a3HayeHol B 3arofioBky, Yy BUrNSfi
xosTtoro ocagy (30%).

MS: M = 505,2 (M+H)"

Mpuknag 95: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  [3-(2-
rigpokcu-2-meTunnponinkap6amoin)-1-metun-1H-nipason-4-injamig

N
ﬂ &
N/NHo\',NH
N)\|(U\N N OH
e

Cragis 1: N-(2-Tigpokcu-2-meTunnponin)-1-meTtun-4-HiTpo-1H-nipason-3-kapbokcamig

o cycneHsii 1-meTun-4-HiTpo-1H-nipason-3-kapboHosoi kucnotu (0,9 r, 5,26 mmone) Ta 1-amiHo-
2-meTunnponax-2-ony (469 mr, 5,26 mmone) B TI® (20 mn), oxonogxeHoi ao 0-5 °C, goganu N,N-
giisonponinamin (3,67 mn, 21,0 Mmonb) Ta UMKNIYHUIA aHrigpug 1-nponaHgocdoHoBOi kucnotu (8,37
v, 13,1 mmone, 50% posdnH B eTunauetarti). Cymiw nepemiwysanu npu 70 °C npoTtarom 16 roguH,
oxonoaunu o KiMHaTHOI TemnepaTypu, Bnunu B etunauetaTt (50 mn) Ta ekctparyBanu HCI (1M, 20
mn). OpraHivyHy a3y npoMunn BoAOK Ta CONbOBMM PO34YMHOM. BOHI Wapn 3BOPOTHO ekcTparysanu
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oKpemo eTunaueTatom Ta guxnopmetaHoM. O6’egHaHi opraHivHi  Wwapu BuCcywmMnu  Ta
CKOHLEHTpyBanu nig BakyymoM 3 opepxaHHam 1,4 r cupoBoro npoaykty. CupoBunm matepian
o4MCTMNIM XpoMmaTorpadiieto Ha cwnikareni 3 BMKOPUCTaAHHAM rpajieHTa MeTaHon/eTunauertaT 3
ofepXXaHHAM CMOMyKK, 3a3Ha4YeHoi B 3arofnoBky y Burnsgi 6e3dapeHoi niHm (391 mr, Buxig 31%).

MS: M=243,2 (M+H)"

Cragis 2: 4-AmiHo-N-(2-rigpokcn-2-metunnponin)-1-metun-1H-nipason-3-kapbokcamis

[o posunHy N-(2-rigpokcu-2-meTunnponin)-1-metun-4-Hitpo-1H-nipason-3-kapbokcamigy (391 wmr,
1,61 mmonb) B eTaHoni goganu B atMocdepi aproHy Pd/C 10% (40 wr, 0,04 Mmmonb) Npu KiMHaTHIN
TemnepaTypi. Cymiw nepemiwysanu npu Uik Temnepartypi B atmocdepi BOAHIO npotsirom 16 roanH.
Katanizatop BiadineTpyBanu ta npomunu etaHonoMm. ®PinbTpaT CKOHLEHTpyBanu nig BakyymMom 3
ofiepXaHHAM CMONyKW, 3a3HayeHOol B 3arorfioBky, y BuUrnsai BockonoaibHoro ocagy (340 wmr, Buxig
99%), skmi BUKopMcTOoBYBanu 6e3 4oaaTKOBOI OYUCTKM.

MS: M=213,3 (M+H)"

Cragia 3: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBOi Kncnotu [3-(2-rigpokcu-
2-meTunnponinkapb6amoin)-1-metun-1H-nipason-4-injamig

MpoaykT odep>kann, BUKOPUCTOBYOUM K BUXIAHY CNOMyKY npoMikHy crnonyky A-11 (66 wmr, 0,26
MMOnb) Ta 4-amiHo-N-(2-rigpokcu-2-metunnponin)-1-metun-1H-nipason-3-kapbokcamig (58 wr, 0,27
MMOrb), BiANoBigHO Ao cnocoby, onvcaHoro B MNpuknagi 64, ctagia 6, y Burnagi xxoetoro ocagy (82
mr, 70 %).

MS: M = 452,2 (M+H)"

Mpuknag 96: 3-(MipumignH-5-inamiHo)-6-(TeTparigpodypaH-2-in)nipa3unH-2-kapboHOBOT KNCNOTK
(1-meTun-3-meTunkapbamoin-1H-nipason-4-in)amig

N

-

N> NH O /N/
NN eN
N H

O™ NH
o)

Cragia 1: 3-AmiHO-6-dypaH-2-innipa3uH-2-kapOoHOBOT KUCNOTU METUMOBUIA edip

Cymiw Pd(OAc), (146 wmr, 0,7 mmonb) Ta 1,1-6ic(audenindgocdito)dpepouery (478 wr, 0,9
MMonb) B IM® (65 mn) B atmocdepi aproHy nepemiwysanu npu 50° npotarom 15 xB. Ta oxonogunm
A0 KiMHaTHOI TeMmnepaTtypu. PeakuinHy cymill nOMIiCTMRX y BakyyM, NOTiM npodynu aproHom. [loganu
3-amiHo-6-6pomnipa3suH-2-kapboHoBoi  kucnotn metunosun  edip (5,0 r, 21,5 wmmonb), 2-
dypaHbopoHoBY kucnoty (2,65 r, 23,7 mmonb) Ta Tpuetunamid (4,3 mn). 3 peakuinHoi CyMmilli 3HOB
BigKayanu nosiTps, NoTiM npoaynu aproHom. Cymiw HarpiBanu npu 90° npoTtarom Hodi. [Micns
OXOITOKEHHA [0 KiMHATHOI TemnepaTypu, CyMill YOPHOro KOMbOpYy CKOHLIEHTpyBanu [ocyxa.
3anuwok posunHunu B auxnopmeTadi (800 mn), npomunu Bogot, Bucywunu Hag MgSOy,
BiadinbTpyBanu Ta sunapunu. CMpoBuNn NpoayKT OYMCTUIAM LUNAXOM Xpomartorpadii Ha cunikareni 3
BUKOPUCTaHHAM rpagieHTa H-rentaH/EtOAC 9K entoeHTy, 3 OJepXaHHAM Croryku, 3asHayeHol B
3aronoBky, y BUrnsai xostoro ocagy (2,84 r, 60%).

MS: M = 220,3 (M+H)"

Cragia 2: 3-AmiHo-6-(TeTparigpodypaH-2-in)nipa3unH-2-kapboHOBO| KUCNOTU MEeTUoBUI edip

Po3umH 3-amiHo-6-hypaH-2-innipasuH-2-kapboHOBOi kucnotn meTtunosoro edoipy (1,94 r, 8,9
MMOrb) po3unHunu B TP (80 mn) Ta rigporeHisyBanu nNpoTAroM HOYi Mpu KiMHAaTHIA TemnepaTypi B
npucyTtHocTi 10% Pd/C (1,0 r). Katanizatop BigdinbTpyBanu ta npomunun TId. dinbTpaT we pas
rigporeHidyBanu B npucyTtHocTi Pd/C 10% (1,0 r) npoTtdrom Hodi. Katanisatop BiggineTpyBanu Ta
npomunn Tr®. dinbTpat ckoHueHTpyBanu. CupOBUI NPOAYKT OYMCTMNM XpomaTtorpadieo Ha
KOMoHkax 3 BuKopuctaHHaMm rpagieHTa CH,Cl,/MeOH gk enioeHTy, 3 ofepXaHHAM Crnonyku,
3a3HadveHoi B 3aronosky (611 mr, 31%), y BUrMA4i >)kOBTOro ocagy.

MS: M =224,1 (M+H)"

Cragis  3:  3-AmiHO-N-(1-meTun-3-(MeTunkapbamoin)-1H-nipason-4-in)-6-(TeTparigpodypaH-2-
in)nipasuH-2-kapbokcamig

BignosigHo go cnocoby, onucaHoro Ha cTagii 2 npuknagy 14, 3-amiHo-6-(TeTparigpodypaH-2-
in)nipa3uH-2-kapboOHOBOI KUCINOTU METUIOBUIA edip B3aemogise 3 4-amiHo-1-meTun-1H-nipason-3-
KapOOHOBOI KMCINOTU MeTUnamigy rigpoxsiopuaoM 3 ogepXaHHsM CMoyKn, 3a3HayeHoi B 3aronoeky, Yy
BUIMA4i >koBTOro ocagy (64%).

MS: M = 346,1 (M+H)"

Cragiqa 4: N-(1-MeTun-3-(metnnkapbamoin)-1H-nipason-4-in)-3-(nipymianH-5-inamiHo)-6-
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(TeTparigpodypaH-2-in)nipa3uH-2-kapbokcamig

BignosigHo oo cnocoby, onucaHoro Ha ctagii 2 npuknagy A-1, cnonyka, 3a3HayeHa B 3arorioBky,
Oyna ogepxxaHa y Burnsagi >kostoro ocagy (53%).

MS: M = 424,2 (M+H)"

Mpuknag 97: 5-{[6-Lumknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHin]amiHo}nipumiguH-4-
KapOOHOBOI KMCNOTYU (2-rigpoKcK-2-meTunnponin)amig

N

V/J\

NeSnH o 2Ny
N

| H N
_N z OH
TR

Cragis 1: 5-AmiHonipumMignH-4-kapOOHOBOT KUCMNOTU (2-rigpoKCu-2-MmeTunnponin)amig

[o nepewmiwyBaHoi cymiwi 5-amiHonipnanH-4-kapb6oHoBoi kucrnotn (200 wmr, 1,44 mmons) Ta 1-
amiHO-2-meTunnponan-2-ony (128 wmr, 1,44 mmornb) npu KiMHaTHIM Temnepatypi B TI® (5 mn) B
atmoccepi aproHy goganu N-etungiisonponinamid (743 wmr, 978 mkn, 5,75 MMonb) Ta UMKMIYHUNA
aHrigpug 1-nponaHdocdoHoBOi kucnotu (2,29 r, 2,16 mn, 3,59 mmone). Cymiw nepemiwysanu npu
KiMHaTHIM Temnepatypi npotarom 21 rog., noTiM CKOHueHTpyBanu. CMpOBMI MPOAYKT O4YMCTUNN
xpomaTtorpadieto Ha konoHkax 3 EtOAc/MeOH sk entoeHTOM 3 ogepXaHHSAM CMOMyKu, 3a3HayeHoi B
3aronoBky (216 mr, 72%), y Burnsagi cipo-6inoro ocagy.

Crapgis 2: 5-{[6-Uuknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHinlamiHo}nipumignH-4-
KapBGOHOBOI KUCNOTU (2-Tig4pOKCK-2-MeTUNNponNin)amisg

BignosigHo go cnocoby, onucaHoro Ha cTagii 6 npuknagy 64, cnonyky, 3asHavyeHy B 3arofioBKY
(9%), opepxanu 3 5-amiHonipumianH-4-kapboHOBOI KUCIOTK (2-rigpoKcu-2-meTunnponin)amigy ta A-
11 y Burnsagi cipo-6inoro ocaay.

MS: M = 448,1 (M-H)’

Mpuknag 98: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBoi  kncnotn  [2-(2-
rigpokcu-2-meTunnponinkapbamoin)nipugunH-3-injamig

N

ﬁ;L

NANH o A
N NN

N H OH
TR

BignosigHo go cnocoby, onucaHoro B [Mpuknagi 97, cnonyka, 3a3HayeHa B 3arornioBky, Gyna
ofepXaHa 3 BUKOPUCTaHHAM 3-aMiHONiKONIHOBOI KNCMOTK Ta 1-aMiHO-2-MeTUNnponaH-2-ony Ha cragii
1 (24%) Ta A-11 Ha 2-in cTagii (69%). XXosTun ocaga.

MS: M = 449,2 (M+H)"

Mpuknag 99: 6-Lumknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  [4-(2-
isonponokcieTunkapbamoin)nipugnH-3-injamig

N

r’\l

N o PN
NN

=
KZ)L o
H

Crapgis 1: 3-{[6-Uuknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHin]amiHo}i3oHIKOTMHOBOI
KMUCNOTW eTUNoBun edip

BionosigHo fo cnocoby, onucaHoro Ha ctagil 6 npuknagy 64, cnonyky, 3asHadeHy B 3arofioBky
(72%), opepxann 3 A-11 Ta 3-aMiHOI30HIKOTMHOBOI KUCMOTM €TMMOBOro edipy y BUrNSAAi XOBTOro
ocagay.

MS: M = 404,1 (M-H)

Cragia 2: 3-{[6-LUuknonponin-3-(nipumMignH-5-inamiHo)nipasunH-2-kapOoHin]amiHo}i3oHikoTMHOBA
Kucnota
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Jo nepemillyBaHoi cycneHsii 3-{[6-uunknonponin-3-(nipumMignH-5-inamiHo)nipasuH-2-
KapOOoHiN]amiHO}30HIKOTUHOBOT KMCMOTM eTunosoro edipy (972 wmr, 2,4 MMOMb) Npu KiMHATHIN
TemnepaTypi B etaHoni (15 mn) B artmocdepi aproHy goganu 1H. NaOH (3 mn, 3,0 mmonb).
CycneHsito nepemiwyBanu npu KiMHaTHIA TemnepaTtypi npoTarom Hodi. Micna gogaeanHsa 1H. HCI (3
M) NPoAOBXUNKN nepemiwyBaHHs npotarom 1 rog. Ocapg 3ibpanu dinbTpauieto, npomunu H,O, noTim
EtOH Ta Bucywunu.

MS: M =476,0 (M-H)’

Cragia 3. 6-Uuknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotm  [4-(2-
isonponokcieTunkapbamoin)nipuamH-3-injamig

[o nepewmiwyBaHoi cymiwi 2-amiHoeTunizonponinosoro edipy (25 mr, 242 mkmonb) Ta 3-{[6-
umknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHin]amiHo}izoHikoTuHoBoI kucrotu (101 mr, 267
MKMOIb) Mpu KiMHaTHIn Temnepatypi B TI® (5 mn) B aTmMocdepi aproHy goganu 4-metunmMopdoni
(123 wr, 134 mkn, 1,21 mmonb) ta HATU (184 wmr, 485 mkmonb). Cymiw Harpinu oo TtemnepaTypwu
KUMiHHS 3i 3BOPOTHMM XONOAMUITbHUKOM Ta NPOAOBXUNN NepemillyBaHHA npotsaroMm 1 gHs. PeakuinHy
CyMilWl CcKoHUeHTpyBanu. CupoBMIA MPOAYKT OYMCTMIM LUMASIXOM Xpomartorpadiii Ha cunikareni 3
BUKkopucTaHHaM rpagieHTa EtOAc/MeOH sk entoeHty. [Micns TputypyBaHHa 3 MeOH, cnonyka,
3a3HadveHa B 3aronosky (90 mr, 80%), Oyna ogepxaHa y BUIMsAAi )XOBTOro ocagy.

MS: M = 463,2 (M+H)"

Mpuknag 100:  6-Uwnknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBoi  kucnotn  [4-
(TeTparigpodypaH-3-inkapbamoin)nipnanH-3-injamia

N
“]
Ne Snwoo N

]
x
N)\)LH
Z’ N o NH
o
BignosigHo o cnocoby, onvcaHoro Ha ctagii 3 npuknagy 99, 3-{[6-unknonponin-3-(nipumMignH-5-
inamMiHo)nipa3uH-2-kapOoHin]amiHo}izoHikoTuHoBa kucnota (Mpuknag 99, ctagia 2) B3aemogisna 3 3-
amMmiHoTeTparigpodypaHoM, 3 OAEepXaHHAM CMOMyKW, 3a3HayeHoi B 3arofnoBKy, Yy BUIMsAAi XKOBTOroO
ocapy (96%).
MS: M = 445,4 (M-H)

Mpuknag 101:  6-Lumknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  {4-
[(TeTparigpodypaH-2-inmeTun)kapbamoin]nipugmH-3-intamig

N
]
N~ “NH 0

_N
|
I H
T e
H

BignosigHo o cnocoby, onucaHoro Ha ctagii 3 npuknagy 99, 3-{[6-unknonponin-3-(nipumignH-5-
inamiHo)nipa3uH-2-kapboHin]amiHo}izoHikoTuHoBa kmncnota (Mpuknag 99, cragia 2) B3aemopgisna 3
(TeTparigpodypaH-2-in)MeTaHaMiHOM, 3 OAEepXXaHHsIM CMOJyKW, 3a3HAYEeHOI B 3arofloBKy, y BUrMsAi
xoBtoro ocagy (77%).

MS: M = 461,3 (M+H)"

Mpuknag 102: 3-(MipumignH-5-inamiHo)-6-(TeTparigpodypan-3-in)nipa3nH-2-kapboHOBOT KNCNOTK
(1-meTun-3-meTunkapbamoin-1H-nipason-4-in)amig
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BignosigHo go cnocoby, onucaHoro B [lpuknagi 96, 3 BukopucTaHHsaM 3-dypaHHGOPOHOBOT
KMCNOTW Ha nepLlii cTafii, cnonyka, 3a3HayeHa B 3aronoBky, Oyna ofgepxaHa y BUrNs4i XKOBTOro
ocagy.

MS: M = 424,2 (M+H)"

Mpuknag 103: 3-(MipumianH-5-inamiHo)-6-(TeTparigpodypaH-2-in)nipnamH-2-kapboHOBOT KMCNoTH
(1-meTun-3-meTnnkapbamoin-1H-nipason-4-in)amig

N
N~“SNH O N
\ N[IN
l/N H
07 NH
0

BignosigHo po cnocoby, onucaHoro B [lpuknagi 96, 3 BUKOPUCTaHHAM eTWM-3-aMiHO-6-
OpomnikoniHaTty Ta dypaH-2-inGOPOHOBOI KUCMOTWM Ha nepuii cTagii, crnonyka, 3a3HayeHa B
3aronoBky, Oyna ogep)XaHa y BUIMsAgi )KOBTOro ocagy.

MS: M = 423,2 (M+H)"

Mpuknag 104:  6-1306yTnn-N-(1-meTun-3-(MeTunkapbamoin)-1H-nipason-4-in)-3-(nipumignH-5-
inamiHo)nipa3uH-2-kapbokcamig

| /

NH O i N

N

NJ\HLNLL
| H /s

/N N
O H

[o cycneHsii npomixxHoi cnonykn A-12, (30 mr, 0,1 mmonb) B giokcaHi (1 mn) goganu 4-amiHo-N, 1-
anmeTtun-1H-nipason-3-kapbokcamigy rigpoxnopug (40 mr, 0,21 mmonb) Ta TpumeTunaniomumHin (0,1
Mn, 2M po3uuH B Tonyoni) Npu KiMHaTHIn TemnepaTypi. Cymiw nepemiwysanu npu 100 °C npotsirom
16 rog. lMicna BUCTUraHHA 4O KiMHATHOI TeMnepaTtypu, peakuinHy cymiw Bnunu B etunauetaT (50 mn)
Ta ekcTparyBanuM BOAOK Ta COMbOBUM pO34MHOM. BopgHi wapu 3BOpPOTHO ekcTparyBanm
eTunauetatoM. OpraHiyHi Wapu BMCYLWIMNWN Ta CKOHUEHTpyBanu nig Bakyymom. CupoBui matepian
cycneHgyBanu B AuxrnopMeTaHdi Ta Bigdinbtpysanu. Ocag npoMunv AMxnopMeTaHOM Ta BUCYLLMIK,
opepxasLum NpogykT (17 wmr, 40 %) y Burnsai xosToro ocagy.

MS: M = 410,3 (M+H)"

Mpuknag 105: 6-Uumknonponin-3-(nipumignH-5-inamiHo)nipasvH-2-kapboHoBoi  kucrnotn  [4-(2-
rigpokcu-2-meTunnponinkapbamoin)nipugunH-3-injamig

N

L N

Ns" NH O ¢
H

EN o fxOH

BignosigHo 0o cnocoby, onucaHoro Ha ctaaii 3 npuknagy 99, 3-{[6-unknonponin-3-(nipumignH-5-

Iz
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inamiHo)nipasuH-2-kapboHin]amiHo}izoHikoTnHoBa kucnota (Mpuknag 99, ctagia 2) Blaemogiana 3 1-
aMiHO-2-MeTUNMNponaH-2-o5ioM 3 OAepPXXaHHAM CMOMyKW, 3a3Ha4yeHol B 3arofioBKy, Yy BUrMsa4i XKOBTOro
ocagy (74%).

MS: M = 447,2 (M-H)’

Mpuknag 106:  6-Liuknonponin-3-(nipuMiguH-5-inamiHo)nipasuH-2-kapboHoBOi  kucnotn  [4-
(okceTaH-3-inkapbamoin)nipugunH-3-injamig

N

N

Nenro o e
NJ\(U\N\
N H

BignosigHo o cnocoby, onucaHoro Ha ctagii 3 npuknagy 99, 3-{[6-unknonponin-3-(nipumignH-5-
inamMiHo)nipa3uH-2-kapOoHin]amiHo}izoHikoTnHoBa kucnota (Mpuknag 99, cragia 2) B3aemopgisna 3
OKCeTaH-3-aMiHrigpoxnopnaom 3 odepKaHHAM CMOMyKW, 3a3Ha4YeHoi B 3arofoBKy, y BUMMsAAi )OBTOro
ocagy (58%).

MS: M = 431,1 (M-H)’

Mpuknag 107: 6-Uuknonponin-N-(1-etun-3-(metunkapbamoin)-1H-nipason-4-in)-3-(nipumignH-5-
inamiHo)nipa3uH-2-kapbokcamig

N
NS >
NZSNH o N
N NN

~N H
HN ™0

MpoayKT oaepxkanun, BUKOPUCTOBYIOUN SK BUXIAHY CNONyKy npomixkHy cnonyky A-11 (40 wr, 0,15
MMOnb) Ta 4-amiHo-1-eTun-N-meTtun-1H-nipason-3-kapbokcamig (34 mr, 0,2 mmornb), BignNoBigHO A0
cnocoby, onucaHoro B MNpuknagi 64, ctagisa 6, y Burnagi >koetoro ocagy (27 mr, 43 %).

MS: M = 408,3 (M+H)"

Mpuknag 108: 6-Lmknonponin-N-(1-etun-3-((TeTparigpodypaH-2-in)metunkapbamoin)-1H-
nipason-4-in)-3-(nipymigmH-5-inamiHo) n|pa3|/|H -2- Kap60KcaM|p,

i
J\NH 0

N
J\(tLHLL
P
O

MpoaykT opepxanu, BUKOPUCTOBYIOUM SIK BUXIOHY CMOMyKy nNpomikHy cnonyky A-11 (40 wr, 0,15
MMOIb) Ta 4-amiHo-1-eTun-N-((TeTparigpodypaH-2-in)metnn)-1H-nipason-3-kapbokcamigy
rigpoxnopug (55 wmr, 0,2 mMmonb) BigNoBigHO A0 cnocoby, onucaHoro B [Npuknagi 64, crtagia 6, y
BUIMA4i >KOBTOro ocagy (27 mr, 36 %).

MS: M = 478,2 (M+H)"

Mpuknag  109:  6-Luknonponin-N-(1-metun-3-((teTparigpodypaH-2-in)metnnkapbamoin)-1H-
nipason-4-in)-3-(nipyumignH-5-inamiHo)nipasnH-2-kapbokcamig
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MpoaykT oaepxxanun, BUKOPUCTOBYIOUN SK BUXIAHY CNOnyky npomixkHy cnonyky A-11 (40 wr, 0,15
MMOJb) Ta 4-amiHo-1-meTnn-N-((TeTparigpodypaH-2-in)MeTtun)-1H-nipason-3-kapbokcamigy
rigpoxnopug (53 wmr, 0,2 mMmonb) BignoBigHO Ao cnocoby, onvcaHoro B [Npuknagi 64, ctagis 6, y
BUrnsAgi >koetoro ocagy (30 mr, 42 %).

MS: M = 464,3 (M+H)"

Mpuknag 110: 6-Uumknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  [4,5-
andtop-2-(2-rigpokcu-2-meTunnponinkapbamoin)deHinjamia

N
ﬁ;L F
N NH O F
J\H\
XN OH

BignosigHo go cnocoby, onucaHoro B [Mpuknagi 97, cnonyka, 3a3HadyeHa B 3aronoeky, byna
ofepXaHa 3 BUKOPUCTaHHAM 2-aMiHo-4,5-andptopbeH30onHOT KUCnoTn Ta 1-amiHo-2-meTunnponax-2-
ony Ha ctagii 1 (69%) Ta A-11 Ha 2-in cTagii (58%). >KosTun ocag.

MS: M = 482,3 (M-H)’

Mpuknag 111: 6-Uuknonponin-N-(3-((2-rigpokcu-2-metunnponin)(meTtun)kapbamoin)-1-metun-1H-
nipason-4-in)-3-(nipymigmH-5-inamiHo) n|pa3|/|H -2-kapbokcamig

1 J\L
Rt g

NN

T
OH

Cragia 1: N-(2-Tigpoken-2-metunnponin)-N,1-gumetun-4-HiTpo-1H-nipason-3-kapbokcamia

Ho cycneHsii 1-meTunn-4-Hitpo-1H-nipason-3-kapboHoBoi kucnotn (639 wmr, 3,7 mmonb) Ta 2-
meTun-1-(metnnamito)nponax-2-ony (500 wmr, 4,85 mmonk) B TT® (15 mn) goganu HATU (1,57 1, 4,12
MMorb) Ta N-metunmopdoniH (2,13 mn, 19,4 Mmonb) npu KiMHaTHIN TemnepaTtypi. Cymiw Harpinu go
70 °C Ta nepewmiwysanu npotsarom 16 rog. lMicna BUCTUraHHA 4O KiIMHAaTHOI TemnepaTypu, peakuinHy
cymiw Brnmmm B 20 mn HCI (2H. BOgHWWA pO34MH) Ta ekcTparyBanu etunauetatom (2x100 mn).
OpraHiyHi Wwapu npomMuny BOAOK, COMbOBMM PO3YMHOM Ta PO3YMHHMK Bunapunu. BogHwuin wap
3BOPOTHO eKCTparyBanu AMXIIOPMEeTaHOM, BMCYLUWMM Ta CKOHUEHTpyBanu nig Bakyymom. O6uasa
3anuwkn ob’egHanu 3 ogepXaHHAM 2,75 r HaniBTBEPOOro >XOBTOro Matepiany. CupoBun matepian
ouncTunu xpomaTtorpacdpieto Ha cunikareni 3 BUKOPUCTaHHAM rpafieHTa MeTaHon/eTunaueTarT,
opepxaBLum npogykT (1,2 1, 90 %) y Burnsai 6es3bapsHoro macna.

MS: M = 257,3 (M+H)"

Cragia 2: 4-AmiHo-N-(2-rigpokcu-2-meTunnponin)-N, 1-gumetun-1H-nipason-3-kapbokcamig

PosunH N-(2-rigpokcu-2-metunnponin)-N,1-gumetnn-4-Hitpo-1H-nipason-3-kap6okcamigy (1,2 T,
4,7 mmonb) B etaHoni (30 mn) npogynu aproHom Ta o6pobunu nanagiem Ha Byrinni 10% (120 mr, 1,13
MMOIb). PeakuiiHy Cymill MOMICTURM y Bakyym Ta Mpogyrnv BOAHEM i MepemillyBanu npu KiMHaTHIN
TemnepaTypi npotarom 16 roa. PeakuivHy cymiw BigdineTpyBanu, NpoMunM eTaHomoM Ta
CKOHLUEHTpYyBanu nig BakyymMoM, OAep)KaBLUN NPOAYKT Yy BUrMadi TemHo-4yepBoHoro macna (1,0 r, 80
%), sike BUKOpMCTOBYBanu 6e3 [oaaTKOBOT OUMCTKU.

MS: M = 227,3 (M+H)"

Crapisa 3: 6-Uuknonponin-N-(3-((2-rigpokeu-2-metunnponin)(metun)kapbamoin)-1-metun-1H-
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nipason-4-in)-3-(nipymiamH-5-inamiHo)nipasnH-2-kapbokcamia

MpoaykT oaepxkanun, BUKOPUCTOBYIOUN SK BUXIAHY CNONyKy npomixkHy cnonyky A-11 (40 wr, 0,15
MMonb) Ta 4-amiHo-N-(2-rigpokcu-2-meTtunnponin)-N,1-aumetun-1H-nipason-3-kapbokcamia (54 wr,
0,20 mMorb) BignoBiaHO Jo crnocoOy, onucaHoro B Mpuknaai 64, cTagis 6, y BArMsA4i )KOBTOro ocagy
(25 mr, 34 %).

MS: M = 466,3 (M+H)"

Mpuknag 112: N-(3-(2-Fgpokcu-2-meTtunnponinkapo6amoin)-1-metun-1H-nipason-4-in)-2-metnn-5-
(nipymignH-5-inamiHo)nipumianH-4-kapbokcamig

N
Gl /
~""NH O

N
| N
NHLS\ OH
N\rN o H /

MpoaykT oaepxkanu, BUKOPUCTOBYIOUN K BUXIQHY cnonyky npomixHy cnonyky A-13 (30 wr, 0,13
MMOnb) Ta 4-amiHo-N-(2-rigpokcu-2-metunnponin)-1-metun-1H-nipason-3-kapbokcamig (36 mr, 0,17
MMOIb) BignoBigHO o cnocoby, onncaHoro B Mpuknagi 64, ctagisa 6, nicna o4MCTKM NpenapaTuBHOD
BEPX 3 BukopucTaHHsIM rpafieHTa aueToHiTpun/Boga, y Burnsgi xostoro ocagy (39 wr, 71 %).

MS: M = 426,2 (M+H)"

Mpuknag 113: 6-Uumknonponin-3-(nipumignH-5-inamiHo)nipasvH-2-kapboHoBoi  kucrnotn  [4-(2-
MEeTOKCK-2-meTunnponinkapbamoin)nipnavH-3-injamig

N
ij

NsaHo PN
NTSYTONTY

BignosigHo o cnocoby, onucaHoro Ha ctagii 3 npuknagy 99, 3-{[6-unknonponin-3-(nipumMignH-5-
inamMiHo)nipa3uH-2-kapOoHin]amiHo}izoHikoTuHoBa kucnota (Mpuknag 99, ctagia 2) B3aemogisna 3 2-
METOKCMK-2-MeTunnponaH-1-amiHoM 3 ofepXxaHHAM Crofyku, 3a3HayeHoi B 3arorfoBKy, Yy BUrNAgi
xoBToro ocagy (71%).

MS: M =461,2 (M-H)

Mpuknag 114: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  [4-(3-
MEeTOKCK-2,2-gumeTunnponinkapbamoin)nipuamnn-3-injamig

N
©]
Ny

NH O z |
N -
T o

BignosigHo o cnocoby, onucaHoro Ha ctagii 3 npuknagy 99, 3-{[6-unknonponin-3-(nipumMignH-5-
inamMiHo)nipa3uH-2-kapboHin]amiHo}izoHikoTuHoBa kucnota (Mpuknag 99, ctagia 2) B3aemogisna 3 3-
METOKCU-2,2-AUMeTUNNponaH-1-amiHy rigpoxnopuaoM 3 OAepXaHHAM Chofyku, 3as3HayeHoi B
3aronoBky, y Burnsai xostoro ocagy (54%).

MS: M =475,1 (M-H)’

Mpuknag 115: 6-(1-FigpokcieTun)-3-(nipuMignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  (1-
MeTun-3-metunkapbamoin-1H-nipason-4-in)amig

101



10

15

20

25

30

35

UA 108105 C2

Cragia 1. 6-Auetun-3-(nipymiamH-5-inamiHo)nipasunH-2-kapboHoBoi  kucrotn  (1-meTun-3-
meTunkapbamoin-1H-nipason-4-in)amig

BignosigHo oo cnocoby, onucaHoro Ha ctagii 6 npuknagy 64, cnonyka A-14 B3aemogisna 3 4-
amiHo-1-meTun-1H-nipason-3-kapboHOBOI  KMCMOTM MeTUNamigaoM rigpoXrnopuaomMm 3 OLEPKAHHAM
CMNOMyKu1, 3a3Ha4vyeHoi B 3aronosky, y Burnsgi »xoetoro ocagy (10%).

MS: M =393,9 (M-H)

Cragia 2: 6-(1-TigpokcieTnn)-3-(nipumiamH-5-inamiHo)nipasunH-2-kapboHoBoi kucnotun (1-metunn-3-
mMeTunkapbamoin-1H-nipason-4-in)amig

Ho nepewmiwyBaHoi oxonogxeHoi (0 °C) cycneHsii 6-auetun-3-(nipymiguH-5-inamiHo)nipasuH-2-
kKapboHoBoOi kucnotu (1-metun-3-meTunkapbamoin-1H-nipason-4-in)amigy (12 wr, 30,4 mMKmonb) B
eTaHoni (2 mn) B atmocdepi aproHy goganu 6oporigpug Hatpito (1,15 mr, 30,4 MKMOMb) OAHiet0
nopuieto. NMpoaoBXunM nepeMillyBaHHsA NpoTsiroM 1 rog. Npu KiMHaTHIA Temnepatypi. 3HOB Aoganmu
foporigpua HaTpito (3 ekB.) ogHieto nopuieto. Cymiw Harpinu 4o TemnepaTtypu KUMiHHS 3i 3BOPOTHUM
XOMNOAWIBHUKOM Ta NPOAOBXMNU nepemiwyBaHHa npotsarom 30 xB. PeakuiviHy cymiw oxonoawnu oo
KiIMHaTHO| TemnepaTypu Ta CKOHUeHTpyBanu. CUpoBMI NPOAYKT OYMCTUIN LUASXOM XpoMaTorpadii Ha
cunikareni 3 BukopuctaHHam rpagieHta CH,Cl,/MeOH sk entoeHTy. Cnonyky, 3a3HadyeHy B 3arorioBky
(4 mr, 33%) ogepxanu y BUrnsa4i >)kOBTOro ocagy.

MS: M = 395,9 (M-H)’

Mpuknag 116: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipa3uH-2-kapboHoBoi kucnotu (1-metun-
5-meTunkapbamoin-1H-nipason-4-in)amig

N
ITJ\
NP SNH o =N _

Lo

BignosigHo oo cnocoby, onucaHoro Ha ctagii 6 npuknagy 64, cnonyka A-11 B3aemogisna 3 4-
amiHo-2-meTun-2H-nipason-3-kapboHoBOI KMCNOTM MeTunamigom (ogepxaHum 3 amigy 2-meTtun-4-
HiTpO-2H-nipa3on-5-kapboHOBOI KMCMOTK 3a aHamnorielo 3i cTagielo 2 npuknagy 2) 3 ofepXaHHSAM
CMONyKW, 3a3HadeHoi B 3aronoBky (63%), y BUrMAAi )XOBTOro ocaay.

MS: M =392,1 (M-H)’

Mpuknag 117: 6-Unknonponin-3-(nipumianH-5-inamiHo)nipasnH-2-kapboHoBoi  kncnotn  {2-[(2-
MeTokcieTun)MeTunkapbamoinnipyamH-3-inamin

N
F/
NH O |\
_N
N
PO
ON

Cragis 1: 3-AMiHo-N-(2-meTokcieTnn)-N-meTunnikoniHamig

BignosigHo go cnocoby, onucaHoro B MNpuknagi 29, 3-amiHonikoniHOBa KucnoTa B3aemopisina 3 2-
MeToKCK-N-MeTuneTaHaMiHOM 3 OdEepPXXaHHSM CMOMyKW, 3a3HayeHoi B 3aronoBky (85%), y surngagi
6e36apBHOro B’A3k0ro macna.

MS: M =210,1 (M+H)"
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Crapia 2: 6-Uuknonponin-N-(2-((2-meTokcieTun)(MeTun)kapbamoin) nipuamH-3-in)-3-(nipumignH-5-
inamiHo)nipa3suH-2-kapbokcamia

BignosigHo pgo cnocoby, onucaHoro B [lpuknagi 29, 3-amiHo-N-(2-meTokcieTnn)-N-
MeTunnikoniHamig B3aemopgise 3 A-11 3 ogepxaHHsAM CMOMyKW, 3a3HavyeHoi B 3arosnioBky (76%), y
BUIMIA4i )KOBTOro ocagy.

MS: M = 449,2 (M+H)"

Mpuknag 118: 5-{[6-Lmknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHin]amiHo}nipumiguH-4-
KapOOHOBOI KNCNOTU (2-MeToKcieTun)meTunamia

F’N

~N

! H

P
@)

BignosigHo oo cnocoby, onucaHoro B lNMpuknagi 117, cnonyky, 3asHavyeHy B 3arofioBKy, ogepxanu
3 BMKOPUCTaHHAM 5-amiHonipuanH-4-kapboHOBOT KNCNOTK Ha cTagii 1. XXosTun ocag.

MS: M = 450,1 (M+H)"

Mpuknag 119: 6-Uumknonponin-3-(nipumignH-5-inamiHo)nipasvH-2-kapboHoBoi  kucrnotn  [5-(2-
rigpokcu-2-meTunnponinkap6amoin)-1-metun-1H-nipason-4-injamig

~

N

ﬁ\

NZSNH o =N
N NS

T
OH

BignosigHo go cnocoby, onucaHoro Ha ctagii 1 npuknagy 111, B3aemogia 2-meTun-4-Hitpo-2H-
nipason-3-kapboHOBOI KUCNOTK Ta 1-aMiHO-2-MeTunnponaH-2-ony Ha cTtagil 1 Ta cnony4yeHHs 3 A-11
Ha 3-in cTagii 4ano cnonyky, 3asHa4yeHy B 3aronoBKy, Y BUrMSAi CBITNI0-)KOBTOro OCaay.

MS: M =450,1 (M-H)’

Mpuknag 120: 6-Uumknonponin-3-(nipumignH-5-inamiHo)nipasvH-2-kapboHoBoi  kucrnotn  [3-(2-
rigpokcu-2-meTunnponinkapb6amoin)nipugunH-4-injamig

N
ﬁ\
NFSNH o N
N;\HLH _
~_N OH
z 0”™N"X

BignosigHo go cnocoby, onvcaHoro B Mpuknagi 99, B pe3ynbTtaTi B3aemogii 4-amMiHOHIKOTUHOBOI
KMcnotn metunosoro edipy 3 A-11 Ha cTagii 1 Ta BUKOpUCTaHHA 1-amiHO-2-MeTunnponaH-2-ony Ha
ctagii 3, byna ogepxxaHa crnonyka, 3a3HadeHa B 3arosfioBKy, y BUrNSAI XKOBTOro ocagy.

MS: M = 447,2 (M-H)

Mpuknag 121: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  [4-(3-
MeTunokceTaH-3-inkapbamoin)nipnavH-3-injamig
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NeaHo M
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N H_/ #O
O" N
H
BignosigHo oo cnocoby, onucaHoro Ha ctaaii 3 npuknagy 99, 3-{[6-unknonponin-3-(nipumignH-5-
inamiHo)nipasnH-2-kapboHin]amiHo}isoHikoTnHoBa kucnota (Mpuknag 99, ctagia 2) B3aemopgisina 3 3-
MeTWUoKceTaH-3-amMiHOM, Jaloun CMOMyKy, 3a3HavyeHy B 3arofioBKy, y BUrNSAi )oBToro ocagy (44%).
5 MS: M = 445,2 (M-H)’

Mpuknag 122: 5-{[6-Lmknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHin]amiHo}nipumiguH-4-
KapOOHOBOI KUCIOTH (2-TiAPOKCH-2-MeTUNNponin)meTunamia

1
NH O
N"\H\NH O
N -
OH

BignosigHo go cnocoby, onucaHoro B MNMpuknaai 117, cnonyky, 3asHadeHy B 3arofoBKy, O4epXanu
10 3 BUKOPUCTaHHAM 5-amiHonipnanH-4-kapboHOBOI kucnotn Ta 2-meTtun-1-(MetunamiHo)nponax-2-omny
Ha cTagii 1.
MS: M = 464,2 (M+H)"
Mpuknag 123: 6-Uwnknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBoi  kucnotn  {2-[(2-
rigpokcu-2-meTunnponin)metunkapbamoin]nipuamn-3-intamisg
15

N
ﬁ S
N~ N

N)\(lLH _N

OH

BignosigHo oo cnoco®y, onucaHoro B Mpuknagi 117, Cnonyky, 3a3HavyeHy B 3arofioBKy, oaepXanm
3 BUKOPUCTaHHAM 3-aMiHOMIKONIHOBOI KUCMOTK Ta 2-MeTun-1-(MeTunamiHo)nponaH-2-ony Ha ctagii 1.
MS: M = 463,2 (M+H)"
Mpuknag 124: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  (4-
20 mMeTunkapbamoinnipuguH-3-in)amig

BignosigHo o cnocoby, onncaHoro Ha ctagii 6 npuknagy 64, cnonyka A-11 B3aemogisna 3 3-
amMiHO-N-MeTuIi30HIKOTMHaMIOOM 3 OfepXKaHHAM CMOyKW, 3a3HadveHoi B 3aromnoBky (73%), y BurnAgi
)KOBTOro ocagy.

25 MS: M =391,1 (M+H)"

Mpuknag 125: 6-Luknonponin-3-(nipymignH-5-inamiHo)nipasunH-2-kapboHoBoi  kucnotn  [4-(2-

rinpokcu-1,1-aumeTtunetunkapbamoin)nipuauH-3-injamis

104



10

15

20

25

30

35

40

UA 108105 C2

A

NsNHo P
NJ/\NHLH%A)BQOH
1o

BignosigHo oo cnocoby, onucaHoro Ha ctaaii 3 npuknagy 99, 3-{[6-unknonponin-3-(nipumignH-5-
inamiHo)nipasunH-2-kapboHin]amiHo}isoHikoTnHoBa kucnota (Mpuknag 99, ctagia 2) B3aemogisna 3 2-
amMiHO-2-meTunnponaH-1-onomM, Jaro4m CnomyKy, 3a3HayeHy B 3arosioBKy, Y BUIMsAi XOBTOro ocagy
(33%).

MS: M = 447,2 (M-H)

Mpuknag 126: 2-(2-MeTokcieTunamiHo)-5- (nipMMip,MH 5-inamiHo)nipnmignH-4-kapboHOBOI KMCNOTU
(1-meTun-3-meTtunkapbamoin-1H- nlpason -4-in)amig

Cragis 1: 5-bpom-2-meTaHcynbOoHINMipUMianNH-4-kapboHOBOT KMCITOTU eTUNOBUIA edip

Po3unH 5-6pom-2-meTunTionipumignH-4-kapboHoBOi kMcnotu etunosoro edipy (100 mr, 0,36
MMOIb; odepxanu 3 5-6pom-2-meTunTionipumiguH-4-kapboHosoi kucnotu BignosigHo Ao Coll. Czech.
Chem. Commun. 1980, 45(2), 539) B guxnopmeTtaHi (5 mn) nepemiwysanu npu 0 °C B atmocdepi
aproHy Ta noOBINbHO Jdofdanu po3unmH 3-xnopnepbeHsoniHoi kucrotm (178 wmr, 0,72 mmonb) B
anxnopmeTtadi (5 mn). licns npogoBxeHHs nepemiwyBaHHA npoTdarom 30 xB Ta HarpiBaHHa OO
KiMHaTHO| TeMnepaTtypu, NPOAOBXMM NepeMillyBaHHA NPOTAromM goaaTtkoBux 6 rod. PeakuinHy cymiw
po3ginunu  Mix guxnopmetaHom Ta OikapboHaToMm HaTpilo (HAacM4eHUM BOOHWM PO3YMHOM) |
ekctparyBanu. OpraHiyHy a3y npoMurnv BOOOK, BUCYLLMNM Ta PO3YMHHUK Bunapwunu. lMpoaykt
ofepXxanu nicrnsg  OYUCTKM  XpomaTtorpadpieto  Ha cunikareni 3 BUKOPUCTAHHAM  rpagieHTa
rentaH/eTunauetat y Burnagi 6esdapsHoro BockonogibHoro ocagy (86 mr, 77 %).

MS: M = 309,0 (M+H)"

Crapgia 2: 5-bpom-2-(2-meTokcieTunamiHo)nipumigmH-4-kapboHOBOI KMCNOTW eTUNOBUA edip

Po3unH 5-6pom-2-meTaHcynbdoHinnipumianH-4-kapboHoBOi KMcnoTu etunoBoro edipy (86 wr,
0,27 mMmornb) B guxnopmeTaHi (2 mn) obpobunu 2-metokcieTunamiHom (124 mkn, 1,44 mmornb) B
aTmocdpepi aproHy Ta HarpiBanu npu 45 °C npotsirom 2 rog. Yci neTki KOMNOHEeHTV Buaanunu Ta
NPOAYKT oAepXanu nicna O4YUMCTKM XpomaTorpadpieto Ha cunikareni 3 BUKOPUCTaHHAM rpafieHTa
rentan/eTunaueTar y surnsgi 6e3bapsHoro macna (72 mr, 82 %).

MS: M = 304,2 (M+H)"

Cragia 3: 2-(2-MeTokcieTunamino)-5-(nipumigmH-5-inamiHo)nipumignH-4-kapboHOBOT  KMCNOTU
eTnnoBui edip

PeakuinHy npobipky 4ns  MiKpOXBWMLOBOI Medi  3anoBHUNU  cycneHsielo  5-6pom-2-(2-
MeTOKcieTUnamiHo)nipumiamH-4-kapboHoBoi  kucnotn etunosoro edipy (30 mr, 0,1 mmonb), 5-
amiHonipuanHy (14 wr, 0,15 mmonb) Ta kapboHaTty uesito (45 mr, 0,14 mmonb) B giokcaHi (0,6 mn) Ta
npoaynu aproHom. 4,5-bic(gudeHindocdino)-9,9-aumeTunkcanteH (KcaHtgoc; 19 mr, 32 Mkmons) Ta
XxnopodopMHUIA  agaykT Tpuc(anbeHsunigeHauetoH)gunanagito(0) (10 mr, 10 mkmonb) goganu
nocnigoBHO i peakuinHy npobipky 3akpunu Ta nepemiwysanu npotsarom Hodi npu 130 °C. MMicns
OXONOMKEHHSI OO KIMHATHOI TeMnepaTypu peakuinHy cymiw  BigdinetpyBanu. ®inbTpar
CKOHLIEHTpYyBanu nig BakyyMOM Ta NPOAYKT OAepXanu nicrns o4Yuctku npenapaTtusHoio BEPX 3
BMKOPUCTaHHAM rpagieHTa aueToHiTpun/Boda, y Burnsagi xkostoro ocagy (11 mr, 35 %).

MS: M = 319,2 (M+H)"

Crapia 4: 2-(2-MeTokcieTnnamiHo)-5-(nipumignH-5-inamiHo)nipumianH-4-kapboHoBoi kucnotu (1-
MeTun-3-metunkapbamoin-1H-nipason-4-in)amig

MpoayKT ogepxanu, BUKOPUCTOBYIOUUN SIK BUXIOHY CMOMYKY 2-(2-MeTokcieTunamiHo)-5-(nipumignH-
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5-inamiHo)nipumiguH-4-kapboHoBoi kucnotu etunosun edip (11 mr, 35 MkMonb) Ta 4-amiHo-1-meTun-
1H-nipa3on-3-kapboHoBoi kucnotu metunamigy rigpoxnopug (20 mr, 105 mkmons) BignosigHo Ao
cnocoby, onucaHoro B [puknagi 104 nicna ouncTkm npenapatvBHoo BEPX 3 BUKOpUCTaHHAM
rpagieHTa aueToHiTpun/soaa, y Burnsagi >kostoro ocagy (0,5 mr, 3 %).

MS: M = 427,2 (M+H)"

Mpuknag 127: 3-(MipnmianH-5-inamiHo)-6-(TeTparigpodypaH-3-in)nipuamH-2-kapboHOBOT KMCNOTH
(1-meTun-3-meTunkapbamoin-1H-nipason-4-in)amig

N
L
NS"SwH o N

Ea/\k N
BignoeigHo go cnocoby, onucaHoro B [puknagi 3 BUKOPUCTaAHHAM €TuN-3-aMiHo-6-
OpomnikoniHaTty Ta 3-pypaHbOpPOHOBOI KUCMOTM Ha NepLuin CTap,i'l', Crnonyka, 3asHayeHa B 3arofioBKy,
Oyna ogepxaHa y BUrnsagi XXoBToro ocagy.
MS: M = 423,1 (M+H)"

Mpuknag 128: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  (2-
meTunkapbamoinnipugunH-3-in)amig

BignosigHo po cnocoby, onucaHoro B [lpuknagi 99, npu npoBefeHHi B3aemopfii eTun-3-
amiHonikoniHaty 3 A-11 Ha cTagii 1 Ta mMeTunamiHy rigpoxnopvgy Ha crtagii 3, 6yna ogepxaHa
cronyka, 3a3HadeHa B 3arofioBKy, y BUIMsiAi XKOBTOro ocagy.

MS: M =391,1 (M+H)"

Mpuknag 129: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  (2-

AavmMeTunkapbamoinnipnamH-3-in)amig
o

BignosigHo po cnocoby, onucaHoro B [lpuknagi 99, npu npoBedeHHi B3aemogii eTun-3-
amiHonikoniHaty 3 A-11 Ha cragii 1 Ta gumeTunamiHy rigpoxnopugy Ha cragii 3, 6yna ogepxaHa
cnonyka, 3a3HayeHa B 3arosioBKy, y BUMMsAi XKOBTOrO ocagy.

MS: M = 405,3 (M+H)"

Mpuknag 130: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipa3uH-2-kapOoHOBOT KMCNOTK (2-MeTun-
4-meTunkapbamoinTtiazon-5-in)amig
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Cragia 1: 5-{[6-Uuknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHin]amiHo}-2-meTunTiazon-
4-kapbOHOBOI KMCMOTK eTuUnosun edip

MpoaykT ogepxanu, BUKOPUCTOBYIOUM SK BUXIAHY CNOnyky npomikHy crnonyky A-11 (80 wmr, 0,3
MMOMb) Ta 5-amiHO-2-meTunTiazon-4-kapboHoBOiI kucnotu etunosunm edip (75 wmr, 0,4 mMmonb)
BignosigHoO 0o cnocoby, onucaHoro B [Mpuknagi 64, ctagia 6, nicna o4McTkM xpomarorpadieto Ha
cunikareni 3 BAKOPUCTaHHAM rpadieHTa rentad/eTunaueTtar y Burnagi xxostoro ocagy (60 mr, 45 %).

MS: M = 426,2 (M+H)"

Cragia 2: 5-{[6-Uunknonponin-3-(nipumigunH-5-inamiHo)nipasnH-2-kapboHinjamiHo}-2-meTunTiason-
4-kapboHoBa kncnorta

PosunH  5-{[6-umknonponin-3-(nipumianH-5-inamiHo)nipa3uH-2-kapOoHin]amiHo}-2-meTunTiason-4-
kapboHoBoi kucrnotn etunosoro edipy (70 mr, 0,16 mmonb) B cymiwi TIr®/etaHon (2,5 mn; 1,5:1)
oxonogunun go 0 °C ta obpobunu rigpokcngom nitito (0,82 mn; 1H. BogHuM po3uumH). Yepes 15 xB.
0XONo4KyBarnbHy BaHHY BMAANWMM i peakuinHy cymiw nepemiwysanu npu 50 °C nNpoTAroM Howui.
PeakuinHy cymiw oxonogunu o kKimHaTHoi Temnepatypu i goganu 0,84 mn 1M HCI. CycneHsito
BiadinbTpyBanu, ocag npomunu Bogoto Ta TP i Bucywmnm nig sakyymom, ogepxaswum 28 mr (43 %)
XKOBTOro ocagy.

MS: M=396,2(M-H)

Cragia 3: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipa3uH-2-kapboHoBoi  kncnotu (2-metun-4-
mMeTunkapbamoinTiason-5-in)amig

MpooykT opgepxanu, BUKOPUCTOBYIOYM K BUXigHY cnonyky 5-{[6-uuknonponin-3-(nipumiguH-5-
inamiHo)nipa3uH-2-kapOoHin]amiHo}-2-meTuntiazon-4-kapboHoBy kucnoty (28 wmr, 0,07 mmonb) Ta
MeTunamiHy rigpoxnopug (6,2 mr, 0,09 mmons), BignoeigHo Ao cnoco®y, onucaHoro B MNpuknagi 64,
ctagiqa 6, y surnagi xostoro ocagy (16 mr, 44 %).

MS: M =411,2 (M+H)"

Mpuknag 131: 6-13onponin-3-(nipumignH-5-inamiHo)nipa3uH-2-kapboHoBoi kucnotu (1-metun-5-

J\NH O
L\/LN\
meTunkapbamoin-1H-nipason-4-in)amig

MpooyKT oaepxkanu, BUKOPMCTOBYIOUYMN AK BUXIAHY CMONyKy nNpomikHy cnonyky A-17 (36 wr, 0,14
MMOnb) Ta 4-amiHo-2-meTun-2H-nipason-3-kap6oHoBoi kucnotn metunamig (23 mr, 0,15 mmonb)
BigNoBigHO oo cnocoby, onucaHoro B Npuknagi 64, ctagis 6, y Burnsagi xxosToro ocagy (25 wr, 45 %).

MS: M = 396,2 (M+H)"

Mpuknag 132: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipasunH-2-kapboHoBoi kucnotu [1-etun-5-
(2-rigpokcmn-2-meTunnponinkap6amoin)-1H-nipason-4-injamig

=
N“ N
I H
NS
o7 NH
OH

Cragia 1: ETun-1-etun-4-HiTpo-1H-nipason-5-kapbokcunat
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BignosigHo 0o cnocoby, onucaHoro Ha cTagii 2 npuknagy 4, 4-HitTpo-1H-nipa3son-3-kapboHoBOT
KMCMNOTK eTunoBuin edip ankinysanu MogeTaHOM 3 OdepXXaHHSM CMOMyKW, 3a3Ha4vyeHoi B 3arorioBKy
(36%), y Burnsgi CBiTNoO-XOBTOro B'I3KOr0 mMacra, pa3om 3 OCHOBHUM perioisomepom eTun-1-etun-4-
HiTpo-1H-nipa3on-3-kapbokcunaTtom (58%), B’A3ke KOBTE Macro.

Cragisa 2: ETun-4-amiHo-1-etun-1H-nipason-5-kapbokcunar

BignosigHo go cnocoby, onncaHoro Ha ctagii 2 npuknagy 1, etun-1-etun-4-Hitpo-1H-nipason-5-
KapbokcunaT nepeTBOploBanu Ha CromnyKy, 3a3HadeHy B 3aronioBky (94%), y BUMmsAgi CBITNO-XOBTOro
B’A3KOro macna.

MS: M = 184,2 (M+H)"

Cragia 3: 6-Luknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHoBoi kucnotn [1-etun-5-(2-
rigpokcu-2-metunnponinkapbamoin)-1H-nipason-4-injamig

BignosigHo p[o cnocoby, onucaHoro B [lpuknagi 99, etun-4-amiHo-1-eTun-1H-nipason-5-
kapbokcmnaTt nepeTBoploBany Ha Cromnyky, 3asHadeHy B 3aronoBKy, 3 BUKOPUCTaHHAM A-11 Ha cTagii
1 Ta 1-amiHo-2-meTunnponaH-2-ony Ha ctagii 3. >KoBTui ocag.

MS: M = 466,3 (M+H)"

Mpuknag 133: 6-Uuknonponin-3-(nipumianH-5-inamiHo)nipa3uH-2-kapboHoBoi kucrotu (1-etun-5-
meTunkapbamoin-1 H-nipa30n-4-in)aMip,

i
J\NH 0

N/

BignosigHo po cnocoby, onucaHoro B [lMpuknagi 132, cnonyka, 3asHayeHa B 3aronoeky, Gyna
ofepxaHa 3 BUKOPUCTaAHHAM MeTunamiHy rigpoxnopuay Ha OCTaHHin cTagii.

MS: M = 408,4 (M+H)"

Mpuknag 134: 6-Uumknonponin-3-(nipumignH-5-inamiHo)nipasvH-2-kapboHoBoi  kucnotn  [5-(2-
rigpokcu-2-meTunnponinkapbamoin)-1-i3o6ytun-1H-nipason-4-injamig

N\
peI¥-be

I H
N
OH

BignosigHo po cnocoby, onucaHoro B [lMpuknagi 132, cnonyka, 3asHayeHa B 3arofoBky, Gyna
oflepXaHa 3 BUKOpUCTaHHAM 1-nofo-2-meTtunnponaHy Ha ctagii 1 Ta 1-amiHo-2-meTunnponaH-2-ony
Ha ocTaHHin ctagii. CBiTno-xoBTuU ocan.

MS: M = 494,2 (M+H)"

Mpuknag 135: 6-Lnknonponin-3-(nipumigmH-5-inamido)nipasunH-2-kap6oHoBOI kucnoTu [1-meTun-5-
(okceTaH-3-inkap6amoin)-1H-nipason-4-injamig

N
0
7 NH =N

Cragis 1: 4-AmiHo-2-meTun-2H-nipa3on-3-kapboHOBOI KUCNOTK eTuUnoBu edip
BignoBigHo go cnocoby, onvcaHoro Ha ctagii 2 npuknagy 1, etun-1-metun-4-Hitpo-1H-nipason-5-
KapbokcunaT nepeTBOPIOBANN Ha CMOJyKy, 3a3HayeHy B 3aronoBky (94%). AMopdHuin ocaa.
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Cragia 2: 6-Uwuknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHoBoi kucrnotu [1-meTtun-5-
(okceTaH-3-inkapbamoin)-1H-nipason-4-injamig

BignosigHo o cnocoby, onucaHoro B lNMpuknagi 99, 4-amiHo-2-meTun-2H-nipason-3-kapboHoBOT
KMCMNOTM €TUNOBUN edip NepeTBOpPIOBanM Ha CMOMyKy, 3a3HayeHy B 3arorfioBKy, 3 BMKOPUCTAHHAM
npomikHoi cnonykn A-11 Ha cTagii 1 Ta okceTaH-3-aMiHy Ha OCTaHHiIn cTagii. >KoBTun ocag,.

MS: M = 434,2 (M+H)"

Mpuknag 136: 6-Liuknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBOI KMCNoTu [1-meTnn-5-
(3-meTunokceTtan-3-inkapbamoin)-1H-nipason-4-injamia

N
(L
NASNH o =N
_ N—
N)\H\

XN NH

Iz

BignosigHo go cnocoby, onucaHoro B lMpuknaai 135, cnonyka, 3asHaydeHa B 3aronoBky, 6yna
OAepKaHa 3 BUKOPUCTaAHHAM 3-MeTUNoKceTaH-3-aMiHy Ha OCTaHHiIn cTtagil. >KosTuin ocaa.

MS: M = 448,1 (M-H)

Mpuknag 137: 6-Luknonponin-3-(nipumignh-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  (1-
i306yTUN-5-meTunkapbamoin-1H-nipason-4-in)amig

ol
NP SNH o /N}
NN
H
N o7 NH

BignosigHo go cnocoby, onucaHoro B lMpuknagi 132, cnonyka, 3a3HayeHa B 3arofioBky, Gyna
ofepxaHa 3 BUKOpPUCTaHHAM 1-MoAo-2-MeTunnponaHy Ha cragii 1 Ta MeTunaminy rigpoxnopvay Ha
oCTaHHiIn cTagii. >KoBTuin ocap.

MS: M =434,3 (M-H)’

Mpuknag 138: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  [5-(2-
rigpokcu-2-meTunnponinkapbamoin)-1-isonponin-1H-nipason-4-injamig

(’\lj\
N\
Ny ,NJ\
NN

l/N H O \7(
OH

BignosigHo po cnoco®y, onucaHoro B lNMpuknagi 132, cnonyka, 3a3HayeHa B 3arofioBky, byna
ofepXaHa 3 BUKOPUCTaHHAM 2-nogonpornaHy Ha ctagii 1 Ta 1l-amiHO-2-meTunnponaH-2-ony Ha
ocTaHHin cTagii. >KoBTuin ocag.

MS: M = 480,2 (M+H)"

Mpuknag 139:  6-Unknonponin-3-(nipumignH-5-inamiHo)nipa3uH-2-kapboHoBoi  kucrnotn  (1-
isonponin-5-metunkap6amoin-1H-nipason-4-in)amig
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K/J\

N\/k
NS S\H o €N
N"SY N
_n H oo NF

BignosigHo po cnocoby, onucaHoro B [lMpuknagi 132, cnonyka, 3asHayeHa B 3aronosky, 6yna
OAepXaHa 3 BUKOPUCTaHHAM 2-odonponaHy Ha ctagii 1 Ta MeTunamiHy rigpoxsopuay Ha OCTaHHin
ctagii. >KosTuinn ocag.

5 MS: M = 422,2 (M+H)"

Mpuknag 140: 6-Uumknonponin-3-(nipumignH-5-inamiHo)nipasvH-2-kapboHoBoi  kucrnotn  [5-(3-

rip,pOKCM—3—MeTmn6yT|/|n|<ap6aM0'|'n)-l-MeTmn-1 H-nipason-4-injamig

BignosigHo po cnocoby, onucaHoro B [lMpuknagi 135, cnonyka, 3asHayeHa B 3aronoeky, Gyna
ofepXaHa 3 BUKOPUCTaHHSM 4-amiHo-2-MeTunbyTaH-2-0my rigpoxnopuay Ha ocTaHHiv ctagii. >Kostun
10  ocag.
MS: M = 464,2 (M-H)’
Mpuknag 141: 6-Unknonponin-3-(nipumigmH-5-inamido)nipasunH-2-kap6oHoBoi kucnoTu [1-meTun-5-
(TeTparigpodypaH-3-inkapbamoin)- 1'—' ninasan A inlanin

\J\NH =N
S
NN
H

N
’ %
O
15 BignosigHo po cnocoby, onucaHoro B [lMpuknagi 135, cnonyka, 3asHayeHa B 3arosfioBky, Gyna
ofepXaHa 3 BMKOPUCTaHHAM TeTparigpodypaH-3-amiHy rigpoxnopugy Ha OCTaHHin ctagii. Kostun

ocag.
MS: M = 448,1 (M-H)
Mpuknag 142: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  [5-(3-
20 ri,qpoxcm—z,2—,u,v|MeTmnnponinKapGaMO'l'n) 1-metun-1H-nipason-4-injamig

I/\J\NH o =N

BionosigHo po cnocoby, onucaHoro B [lMpuknaai 135, cnonyka, 3asHayeHa B 3aronoBsky, 6yna
OAepKaHa 3 BUKOPUCTaHHAM 3-aMiHO-2,2-guMeTunnponaH-1-ony Ha ocTaHHin ctagii. >KosTuii ocag.
MS: M = 464,2 (M-H)’
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Mpuknag 143: 6-Uuknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotu [5-(3,3-
ﬂmq)TopaseTmﬂMH_1_Kap60Hin‘\,1,nna-ruln,‘iH,ninaor\n,ﬂ,irﬂannin

N
!
NP SN o =N
NZ N
H

N N\ F
OQ(F

BignoeigHo go cnocoby, onucaHoro B lNMpuknaai 135, cnonyka, 3asHaveHa B 3arorioBky, 6yna
5 OAepKaHa 3 BUKOpPUCTaHHAM 3,3-andTopaseTuamHy rigpoxnopuay Ha ocTaHHiln ctagii. >KosTuii ocag.
MS: M = 454,0 (M-H)
Mpuknag 144: 6-Unknonponin-3-(nipumigmH-5-inamiHo)nipasuH-2-kap6oHoBoi kucnoTu [1-metun-5-
(2,2,2-TpnbTopeTunkapbamoin)-1H-nipason-4-injamig

N
)
N SNH o

N/I N
x_N

I

BignosigHo po cnocoby, onucaHoro B [lMpuknagi 135, cnonyka, 3asHayeHa B 3aronoeky, Gyna
10 ofepXaHa 3 BUKOPUCTaHHAM 2,2,2-TpudpTopeTaHamiHy Ha OCTaHHin ctagii. XKosTun ocag.
MS: M = 460,3 (M-H)’
Mpuknag 145: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kncnotn [5-(2,2-
anpropeTunkapbamoin)-1-metn-1H-ninasnn-A-inlanin

s
L
NS\ o =N
NH
O \\(F
F

15 BignosigHo go cnocoby, onucaHoro B [lMpuknagi 135, cnonyka, 3asHayeHa B 3arosfioBky, Gyna
ofepXaHa 3 BUKOpUCTaHHAM 2,2-audpTopeTaHamiHy Ha OCTaHHin ctagii. XKoBTun ocag.
MS: M = 442,1 (M-H)
Mpuknag 146: 6-Linknonponin-3-(nipumignH-5-inamido)nipasunH-2-kap6oHoBOI kucnoTu [1-meTun-5-
(3,3,3-TpudbTop-2-rigpokcunponinkapbamoin)-1H-nipason-4-injamig

N
ﬁl
NS N
NZNONTS
H

BionosigHo po cnocoby, onucaHoro B [lMpuknaai 135, cnonyka, 3a3HayeHa B 3aronosky, Oyna
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ofepxaHa 3 BUKOpPUCTaHHAM 3-aMiHo-1,1,1-TpudTopnponaH-2-ony Ha OCTaHHin cTagii. >KosTun ocag.
MS: M = 490,2 (M-H)’
Mpuknag 147: 6-Lmknonponin-3-(nipymiganH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  [1-(2-
MeTokcieTun)-5-meTunkap6amoin-1H-nipason-4-injamig

(J\NH o

—N
~ Nfo

MpoaykT oaepxanu, BUKOPUCTOBYIOUM SIK BUXiOHY CrMoOnyKy npomixHy cnonyky A-11 (30 wr, 0,12
MMOrb) Ta 4-amiHo-2-(2-meTokcieTun)-2H-nipason-3-kapboHoBoi kncnotu metunamig (30 mr, 0,15
MMonb; npuknag 11, ctagia 2) signosigHo oo cnocoby, onucaHoro B lNpuknaai 64, ctagia 6, y Burnsagi
xoBToro ocagy (38 wmr, 74 %).

MS: M = 438,3 (M+H)"

Mpuknag 148: 6-Uuknonponin-3-(nipyumignH-5-inamiHo)nipnanH-2-kapb6oHoBoi kucnotn (1-meTtun-
5-meTtunkapbamoin-1H-nipason-4-in)amia

MpoaykT ogepanu, BUKOPUCTOBYIOHYM SK BUXIAHY CNOMNyKy npomikHy cnonyky A-2 (30 mr, 0,12
MMOrb) Ta 4-amiHo-2-meTun-2H-nipa3on-3-kapboHoBoi kucnotu metunamig (24 mr, 0,15 mmonb),
BignoBigHO oo cnocoby, onucaHoro B MNpuknagi 64, ctagis 6, y sBurnagi xosToro ocagy (26 mr, 57 %).

MS: M =393,2 (M+H)"

Mpuknag 149: 6-Uumknonponin-3-(nipumignH-5-inamiHo)nipasvH-2-kapboHoBoi  kucrnotn  [5-(3-
FiﬂpOKCM—Z—MeTMJ'IFIpOFIiJ'IKap63MOTJ‘I)-1-MeTMJ‘I-1 H-nipason-4-injamig

i
J\NH O
E > s

BignosigHo go cnocoby, onucaHoro B lMpuknagi 135, cnonyka, 3a3HayeHa B 3arofioBky, Gyna
oflepXaHa 3 BUKOPUCTaHHAM 3-aMiHO-2-MeTunnponaH-1-ony Ha ocTaHHiv ctagii. 2KoBTun ocag.

MS: M =451,1 (M-H)’

Mpuknag 150: 6-Lmknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  (5-
kapbamoin-1-metun-1H-nipason-4-in) aM|,q

i
J\NH 0

BignosigHo go cnoco®y, onucaHoro B lNMpuknaai 135, cnonyka, 3asHayeHa B 3arorfioBky, 6yna
OAepKaHa K HeoYikyBaHUn NPOAYKT 3 BUKOPUCTaAHHAM 2,2-ANTopLKMKNonponaHaMiHy rigpoxmnopugy
Ha OCTaHHiIn cTagii. >KoBTun ocap.

MS: M =378,1 (M-H)’

Mpuknag 151: 6-Lumknonponin-3-(nipymignH-5-inamiHo)nipasunH-2-kapboHoBoi  kucnotn  [5-(2-
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MeToKcu-2-meTtunnponinkapbamoin)-1-metun-1H-nipason-4-injamig

N
»!
ZNH =N

N N
l,H
N o7 ~NH
O~

BignosigHo po cnocoby, onucaHoro B [lMpuknagi 135, cnonyka, 3asHayeHa B 3aronoBsky, 6yna
ofepXaHa 3 BUKOPUCTaAHHAM 2-MeTOKCU-2-MeTunnponaH-1-amiHy Ha ocTaHHin ctagii. >KosTun ocag.
5 MS: M = 464,1 (M-H)
Mpuknag 152: 6-Uumknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  [5-(2-
rigpokcun-1,1- p,mmeTmneTmnKap6aM0|n )-1-meTun-1H-nipason-4-injamig

r\j\NH =N

OH

BignosigHo go cnocoby, onucaHoro B lMpuknagi 135, cnonyka, 3a3HayeHa B 3arofoBky, Gyna
10 oflepXaHa 3 BUKOPUCTaAHHAM 2-aMiHO-2-MeTunnponaH-1-ony Ha ocTaHHiv ctagii. >KoBTun ocag.
MS: M = 450,1 (M-H)
Mpuknag 153: 6-Uwnknonponin-3-(nipumianH-5-inamiHo)nipa3unH-2-kapboHoBoi  kucnotn  {5-[(2-
rigpokcu-2-meTunnponin)metunkapbamoin]-1-metun-1H-nipason-4-intamig

N
=
NH
N~ |
N
I ) 5/
OH
15 BignoeigHo fo cnocoby, onucaHoro B lMpuknagi 135, cnonyka, 3a3HayeHa B 3aronoBky, byna
ofepXaHa 3 BUKOPUCTaHHAM 2-mMeTun-1-(MeTunamiHo)nponaH-2-ony Ha OocTaHHii cTagii. XKoBTui

ocag.
MS: M = 464,2 (M-H)’
Mpuknag 154: 2-tpeT-byTun-5-(nipumigmH-5-inamiHo)nipumigmH-4-kapboHoBoi kucnotu (1-meTun-
20  5- metunkapbamoin-1H-nipason-4-in)amig
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MpoaykT ogepxanun, BUKOPUCTOBYHOUM SK BUXiOHY CMONyKy npoMikHy cnonyky A-6 (30 wmr, 0,1
MMOIb) Ta 4-amiHo-2-MeTun-2H-nipason-3-kapboHoBoi kucnotn metunamia (32 wmr, 0,2 Mmonb),
BignosigHO [0 cnocoby, onucaHoro B [lpuknagi 104, nicna ouuctkn npenapaTtuBHoto BEPX 3
BUKOPUCTaHHAM rpajieHTa aLeToHiTpun/soaa, y Burnsai xxostoro ocagy (33 mr, 76 %).
5 MS: M = 410,3 (M+H)"
Mpuknag 155:  6-Uwnknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBoi  kucnotn  [5-
(aseTnamnH-1-kapboHin)-1-metun-1H-nipason-4-injamig

N
o
N SNH o

N - I

BignosigHo go cnocoby, onucaHoro B lMpuknaai 135, cnonyka, 3asHaydeHa B 3arosfioBky, Gyna
OAep’KaHa 3 BUKOPUCTaHHAM a3eTUaMHY Ha oCTaHHin ctagii. )KosTun ocag,.
10 MS: M =418,1 (M-H)
Mpuknag 156: 6-Linknonponin-3-(nipumignH-5-inamido)nipasunH-2-kap6oHoBoi kucnoTu [1-meTun-5-
(niponigmH-1-kap6oHin)-1H-nipason-4-injamig

W\Nj\
NP S\H 'N‘N
NN
H
0

N NQ

BignosigHo po cnocoby, onucaHoro B lMpuknagi 135, cnonyka, 3asHayeHa B 3aronoBky, Gyna
15 ofepXaHa 3 BUKOpPUCTaHHAM NiponiguHy Ha ocTaHHin cTagii. >KosTuii ocag.
MS: M =432,2 (M-H)
Mpuknag 157: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  (5-
anmeTtunkapbamoin-1-metun-1H-nipason-4-in)amia

N
2
NZSNH o

N/I N
N

I

BignosigHo go cnocoby, onucaHoro B lMpuknagi 135, cnonyka, 3a3HayeHa B 3arosfioBky, Gyna
20 oflepXaHa 3 BUKOPUCTaHHAM AUMEeTUnaMiHy rigpoxnopuay Ha ocTaHHin ctagii. KosTui ocag.
MS: M = 406,3 (M+H)"
Mpuknag 158: 6-Lumknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  (6-
umKnonponin-2-metunkapoamoinnipugun-3-in)amig
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N

ﬁl

N/NH(l? /I

N)wAN\N
H

NN 07 NH

BignosigHo po cnocoby, onucaHoro B [lpuknagi 99, eTtun-3-amiHo-6-LuMKnonponinnikoniHaT
(Mpvknag A-1, ctagis 1) nepeTBoptoBanu Ha CMOMyKy, 3a3HayeHy B 3arofioBKY, 3 BUKOPUCTAHHAM
MeTUnamiHy rigpoxnopuay Ha ocTaHHin ctagii. KoBTuii ocag.

MS: M = 431,2 (M+H)"

5 Mpuknag 159:  6-Luknonponin-3-(nipumMiguH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  [6-
umknonponin-2-(2-rigpokcun-2-meTunnponinkapoamoin)nipnanH-3-injamig

!
NA SNl o
N/

|N
\NH

7
SN

O™ 'NH
OH

BignosigHo go cnocoby, onucaHoro B [puknagi 99, etun-3-amiHo-6-umknonponinnikoniHaTt
10 (Mpuknag A-1, ctagia 1) nepeTBopioBanu Ha CMOMyKy, 3a3Ha4yeHy B 3arofioBKy, 3 BUKOPUCTAHHAM 1-
aMiHO-2-meTunnponaH-2-o1y Ha OCTaHHiIn cTagil. >KoBTuin ocaa.
MS: M = 489,4 (M+H)"
Mpuknag 160: 3-(MipumignH-5-inamiHo)-6-(TeTparigpodypan-3-in)nipa3nH-2-kapboHOBOT KNCNOTK
(1-meTun-5-meTnnkapbamoin-1H-nipason-4-in)amig

L
N AN _N
N™ ™~

15

=N

®)

MpoaykT ogepkanu, BUKOPUCTOBYHOUN SIK BUXiOHY Cnonyky npoMikHy cnonyky A-16 (30 mr, 0,1
MMOrnb) Ta 4-amiHo-2-meTun-2H-nipason-3-kapboHoBoi kucnotu metunamig (46 wmr, 0,3 mMmonb),
BignoBigHO [0 cnocoby, onucaHoro B [lpuknagi 104, nicna ouucTku npenapaTtuBHoto BEPX 3
20 BUKOPUCTAHHAM rpajieHTa aLueToHITpun/Boaa, y BUrNsdi )oBToro ocagy (27 mr, 65 %).
MS: M = 424,2 (M+H)"
Mpuknag 161: 2-13onponin-5-(nipumigmH-5-inamido)nipumignH-4-kapboHoBoi kucnotu (1-metTun-5-
meTunkapbamoin-1H-nipason-4-in)amig

N
(’J\
NSS\H o N

= N\N_
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25
MpoaykT ogep)kanu, BUKOPUCTOBYHOUM SIK BUXiQHY CnonyKy npomikHy crnonyky A-4 (30 wmr, 0,11
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MMOnb) Ta 4-amiHo-2-meTun-2H-nipason-3-kapboHoBoi kucnotn metunamig (51 mr, 0,33 mMmonsb),
BignosigHO [0 cnocoby, onucaHoro B [lpuknagi 104, nicna ouucTkn npenapaTtusHoto BEPX 3
BMKOPUCTaHHAM rpagieHTa aueToHITpun/Boaa, y BUrMsAi CBiTno-XoBToro ocagy (21 mr, 49 %).

MS: M = 396,3 (M+H)"

Mpuknag  162:  6-Luknonponin-3-(nipymianH-5-inamiHo)-5-(TeTparigpodypaH-2-in)nipa3unH-2-
kapOoHOBOI kucnotu [5-(2-dpTopeTtunkapbamoin)-1-metun-1H-nipason-4-injamig

N
ﬁ X
N\;\NH o =N

N—
N~ | N
SN NH
O
@]
F

BignosigHo go cnocoby, onucaHoro B lNpuknaai 135, cnonyka, 3a3HayeHa B 3arofnioBky, Oyna
OAepKaHa Ik HEOYiKyBaHUIN NPOAYKT 3 BUKOPUCTAHHAM 2-hTOpeTaHaMiHy rigpoxnopuay Ha OCTaHHin
cTagaii. >KosTui ocag.

MS: M = 496,5 (M+H)"

Mpuknag 163: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  (3-
uuknonponinkap6amoinizokcason-4-in)amig

!
\j\NH o

N
N
H

NH

Cragia 1: N-Luknonponin-2-xnop-2-rigpokciimiHoaueTtamiz

[o posunHy uwmknonponinamiHy (17,5 mn, 250 mmons) y Bogi (250 mn) goganu B ymoBax
OXONIOMKEHHSA NboasaHo bGaHelo 4-meTuneHokceTaH-2-oH (19,1 mn, 250 MMmonb) npu KiMHaTHIW
Temneparypi, B pedynbTtaTi Yyoro pH 3Hu3mBcA 3 12 go 6,9. NepemiwysaHHs npogosxuny npotarom 10
xB. MocnigoBHO Npu KiMHaTHIN TemnepaTypi goganu Hitput HaTtpito (19,5 r, 275 mmonb) Ta guMnsayy
HCI (37%; 37,5 mn, 457 mmonb) Takum 4mHowm, wob pH 3aexaun sanuwascs 6nussko pH 4,5. B rycty
niHHY cycnensito BHocunmn xnop (21,3 r, 300 mmonb) npu KiMHaTHIN TemnepaTtypi npotarom 30 xB 3
ofepXXaHHAM CBITNO-KOPUYHEBOrO PO34mnHy. PeakuiiHy cymil nepemiwyBanu npoTarom 1 rod., BAWMm
B 200 mn auMxnopmeTaHy Ta ekcTparysanu. BogHi wapu 3BOpOTHO eKcTparyBanu i opraHiyHi wapu
Bucywmnu Tta Bunapunu. CupoBuin npoaykt cycneHaysanu B 10 mn  gietunosoro edipy,
BiAINbTPYBaNuM Ta BUCYWMNWM Nig BakyymMoM 3 odepxaHHaMm  N-uuknonponin-2-xnop-2-
rinpokciimiHoaueTamigy (14,7 r, 36 %) y Burnagi cBiTno-xoBToro ocagy.

Crapgia 2: 3-(Uuknonponinkap6amoin)isokca3on-4-kapboHOBOI KMCNOTK eTUNOBUIA edip

Cymiw  N-uuknonponin-2-xnop-2-rigpokciimiHoauetamigy (2 r, 12,3 wmmomb) Ta (E)-3-
(oumeTnnamiHo)akpunoBoi kucnotu etunosoro eduipy (1,76 mn, 12,3 mmonb) B TI® (25 mn)
HarpiBanu npu 75 °C npotarom 2 rog. [oTimM peakuinHy cymill 0OXOnoamnu go KiMHaTHOI TemnepaTypu,
Bnunm B 100 mn etunauetaty Ta ekctparyBarmu 1M HCI. Bogdi wapu 3BOPOTHO eKkcTparyBanwu
etunauetatoM. OpraHivyHy ¢asy npomMunu BOAOK Ta COMbOBUM PO3YMHOM, BUCYLUUAW Ta BUNapWW.
lMpoaykT ogepxanu micrns O4YMCTKM Xpomartorpadpieto Ha cunikareni 3 BUKOPUCTAHHAM rpagieHTa
rentaH/eTunaueTar y BArnsAai ceiTno-xosToro ocagy (1,6 r, 58 %).

MS: M=225,1(M+H)"

Crapia 3: 3-(Uuknonponinkap6amoin)isokcason-4-kapboHoBa kucrota

[o po3uuHy 3-(umknonponinkapbamoin)izokcasorn-4-kapboHOBOI KMCIOTU eTunoBoro edipy (600
Mmr, 2,68 mmons) B TT® (7 mn) Ta etaHoni (3 mn) goganu LiOH (1M; 5,35 mn, 5,35 mmorns) npu 0-5 °C.
Cymiw nepemiwysanu npu 20 °C npotarom 1 rog., snunu B 50 mn gietunoBoro edipy Ta
ekcTparyBanu. OpraHivyHy ¢asy npomunu Bogot. O6’egHaHni BogHi dasm nigkmenunu 1M HCI (6 mn)
Ta ekcTparyBanu guxnopmetaHom. OpraHiyHi Wwapy BUCYLIMIM Ta BUNApPUNn, ogepXasLuy NPOAYyKT Y
BUIMAgi >koBTOro macna (464 mr, 80 %).

116



10

15

20

25

30

35

40

UA 108105 C2

MS: M=194,9(M-H)

Cragis 4: (3-Uuknonponinkapbamoinizokcason-4-in)kapbamiHoBoi kucnotu TpeT-6ytunosuin ecdip

Cymiw 3-(umknonponinkap6amoin)isokcason-4-kapboHoBoi kucnotn (245 wmr, 1,25 mmonb) Ta
TioHinxnopmay (182 mkn, 2,5 mmonb) B guxnopmetaHi (4 mn) 1Ta OM® (5 mkn, 63 MKmonb)
nepemiwysanu npu 40 °C npoTtsrom 4 roa. PO34nMHHUK BMAanunu nig BakyyMmoM. 3anumioK po3yYnHum
B aUeTOoHi (4 Mn) Ta Mo Kpannsax goganu po3yvvH asmagy HaTtpito (89,3 wr, 1,37 mmonb) y Bogi (1 mn)
npu 0-5 °C npotarom 5 xB. PeakuinHy cymiw nepemiwysanu npu 0-5 °C npotarom 1 roa. [Micns
BMOANEHHs aueToHy, 3anuwoK po3baBunu eTunaueTatoM i ekcTparysanu BOAOK Ta 3BOPOTHO
ekcTparyBanu etunavetatom. O6’egHaHi OpraHiyHi Wwapu NpoMunn cCoNboOBUM PO3YNHOM, BUCYLLUIIN i
PO3YMHHUK BUAANUnuM 3 ogepXaHHAM 248 mr yepBoHOro ocapy. Llew iHTepmeaiat cycnengysanu B
TpeT-6yTaHoni (4,8 mn, 50,0 mmonek) Ta HarpiBanu npotarom 16 rog. npu 65 °C. PeakuiHy cymil
BMNapunM nig BakyymMOM Ta MPOOYKT ogepXanu Micrs O4MCTKM XpomaTorpadieto Ha cunikareni 3
BUKOPUCTaHHAM rpajieHTa rentad/etunaveraTt y BUrnsdi CBIiTNo-xoBToro macna (142 mr, 42,5 %).

MS: M=268,2(M+H)"

Cragis 5: 4-AMiHoi3okca30o/1-3-kapboHOBOI KMCNOTK LMKNonponinamia

Cymiw (3-uuknonponinkap6amoinizokcason-4-in)kap6amiHoBOi Kucnotu TpeT-6yTnnoBoro edipy
(142 wmr, 531 mMkmonb), TpMdTOPOLTOBOI kucrnotn (614 mkn, 7,97 mMmornb) B gUXNOpMeTaHi (3 mn)
nepemiwysanu npotarom 3 rog. npu 20 °C. JleTki KOMMNOHEHTN BUNAPWUIM Nif BaKyyMOM i ogepKaHni
CMpOBMWI NPOAYKT BNunm B 50 Mn guxnopmeTtaHy Ta ekcTparyBanu 6ikapboHaTom HaTpito (HacM4eHUM
BOOHMM po3ynHoM). BogHy dasy npomunu OMxNOPMETaAHOM i OpraHiyHi wapu BucywmMnM Ta
BMNapwnu, ogepxasLUn NPOAYKT y BUrNAAi CBiTNo-xoBToro macna (85 mr, 91 %).

MS: M=168,3(M+H)"

Cragis 6: 6-Lmknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHOBOi  KMCNOTK (3-
uuknonponinkapbamoinizokcason-4-in)amig

MpoaykT oaepxkanu, BUKOPUCTOBYIOUN AK BUXIAHY Cnonyky npomixHy cnonyky A-11 (30 wr, 0,12
MMOnb) Ta 4-amiHoi3okca3on-3-kapboHoBOi Kucnotu uuknonponinamig (27 wmr, 0,15 mmonb),
BigNoBigHO Ao cnocoby, onvcaHoro B lNpuknagi 64, ctagia 6, y surnagi xkoetoro ocaay (34 mr, 72 %).

MS: M = 407,3 (M+H)"

Mpuknag 164: 6-Lnknonponin-3-(nipumigmH-5-inamiHo)nipasunH-2-kap6oHoBoi kucnoTu [1-meTun-5-
(2,2,2-TpndbTOp-1-MeTuneTunkapbamoin)-1H-nipason-4-injamig

r\/\LNH o =N

\

N
z Y
FF
BignosigHo po cnocoby, onucaHoro B [lMpuknagi 135, cnonyka, 3asHayeHa B 3aronoeky, Gyna
ogepxaHa 3 BukopucTaHHaMm 1,1,1-TpudpTopnponaH-2-amiHy rigpoxnopugy Ha OCTaHHIA CcTagii.
>KoBTu ocag.
MS: M = 474,2 (M-H)

Mpuknag 165: 6-Luknonponin-3-(nipuMignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn [5-(2,2-
andTopnponinkapbamoin)-1-metun-1H-nipason-4-injamig

(L
N S\H =N
 N—
NZYON
N o7 NH

BignosigHo go cnocoby, onucaHoro B [lMpuknagi 135, cnonyka, 3asHayeHa B 3arosfioBky, Gyna
OfepXaHa 3 BUKOPUCTaHHAM 2,2-anTopnponaH-1-aMiHy rigpoxsopuay Ha ocTaHHin ctagii. Kostumn
ocag.
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MS: M = 456,1 (M-H)’
Mpuknag 166: 6-Xnop-3-(nipumignH-5-inamiHo)nipnamH-2-kapboHoBoi  kucnotn  (1-metnn-5-
meTunkapbamoin-1H-nipason-4-in)amig

Ny
I\}(\)\NH o N
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e
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N
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Cragisa 1: 3-AMiHO-6-xnopnipuanH-2-kapOoHOBOI KUCNOTK €TUNOBUA edip

PosunH 2-6pom-6-xnopnipuamnH-3-inaminy (1,0 r, 4,8 mmonb) B eTtaHoni (15 mn) Ta Tonyoni (15 mn)
nomictunu B atmocdepy aproHy 3 (1,1'-6ic(gudenindocdiHo)-pepouen)nanagito(ll) anxnopmaHum
komnnekcom 3 guxnopmetaHom (200 mr; 0,245 mmone) Ta TpuetunamidHom (1,67 mn, 12,1 mmons) B
aBTOKNaBs, NPOAYnM MOHOOKUCOM Byrneuto (3 pasu, 20 6ap) Ta nepemiwysanu npu 80 °C B atmocdepi
MoHookucy Byrneuto (50 6ap) npotarom 16 rog. licna oXonomkeHHst 40 KiMHATHOI TeMnepaTtypu Ta
3HWXKEHHSI TUCKY, peakuiHy CyMmil BiadinbTpyBann Ta po34MHHMKM Buganunu. MNpogykT ogepxanu
nicns OYMCTKN XpomaTtorpadieto Ha cunikareni 3 BUKOPUCTaAHHSAM rpagieHTta
anxnopmeTaH/mMeTaHon/amiak Ta pekpucTanisauii 3 guxnopmeTtaHy y BUrNSA4i CBITNO-XXOBTOro ocagy
(290 mr, 30%).

Cragia 2: 6-Xnop-3-(nipumignH-5-inamiHo)nipnanH-2-kapboHOBOI KMCNOTW eTUNoBun edip

CycneHsito 3-amiHo-6-xnopnipnanH-2-kapboHoBoI kucnoTtu eTunosoro edipy (200 mr, 1,0 Mmonb),
5-6pomnipnanHy (444 wmr, 2,8 mmonb), kapboHaTy kanito (496 mr, 3,6 mmonb) Ta Bogun (76 mkn, 4,4
MMOIb) B O-KCUMoni NOMIiCTUNN y BakyyM Ta npogynu aproHom. [loganu auetat nanagito(ll) (27 wr,
0,12 mmonb) Ta 4,5-6ic(amdeHindocdiHo)-9,9-gumeTunkcaHteH (kcavtdoc; 87 wmr, 0,15 mmonb) B
aTtMmoccepi aproHy, i peakuivHy cymiw nepemiwysanu npu 140 °C npotarom 60 rog. [llicns
BUCTUraHHSA A0 KiIMHATHOI TemnepaTypu, peakuiiHy cyMmill po3baBunm QUXIopMeTaHOM Ta oaepKanm
nNpoaykT nicna  o4yucTku  xpomaTtorpadieto  Ha cunikareni 3  BUMKOPUCTaHHAM  rpafjieHTa
rentaH/eTunaueTar y Burnsgi ceitno-xosTtoro ocagy (98 mr, 35 %).

MS: M = 279,2 (M+H)"

Cragia 3: 6-Xnop-3-(nipumignH-5-inamiHo)nipnanH-2-kapboHOBOI KMCNOTH

CycneHgsito 6-xrop-3-(nipumignH-5-inamiHo)nipuanH-2-kapboHOBOi knucnotn etunosoro edipy (98
mr, 0,35 mmone) B TT'® (1 mn) Tta etanoni (0,5 mn) oxonoaunu go 0 °C ta o6pobunun 1M LiOH (0,7
mn, 0,7 mmonb). JlbogsHy 6GaHwo 3abpanu i peakuinHy cymill nepemiwyBanyM NpwW KiMHaTHIN
TemnepaTtypi npotdrom 2 rog. Aoganu 1M HCI (0,7 mn, 0,7 MMornb) Ta NPOOOBXMIM NEepeMillyBaHHSA
0O YTBOPEeHHs npeuunitaTy. PeakuinHy cymiw BigcMoOKTanu, Ta NPoOAYKT odepXanu B pesyrnbTari
CYLWiHHS npeumniTaTy y BurnsAgi xxosTtoro ocagy (60 mr, 67 %).

MS: M = 249,0 (M-H)’

Cragia  4:  6-Xnop-3-(nipumigunH-5-inamiHo)nipuanH-2-kapboHoBoi  kucnotn  (1-meTtun-5-
meTunkapbamoin-1H-nipason-4-in)amig

MpooykT  ogepxanu, BUKOPUCTOBYHOUM  AK  BUXiOHY  crnonyky  6-xnop-3-(nipumiguH-5-
inamiHo)nipuamnH-2-kapboHoBoi  kucnotu (30 mr, 0,12 mmonb) Ta 4-amiHo-2-meTun-2H-nipason-3-
kapboHOBOI kncnotu metunamig (24 mr, 0,15 Mmonb) BignoBigHoO 4o cnocoby, onucaHoro B Mpuknagi
64, ctagis 6, y surnagi xxosTtoro ocagy (29 wmr, 62 %).

MS: M = 387,3 (M+H)"

Mpuknag 167: 6-Lumknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  (5-
isobyTunkapbamoin-1-metun-1H-nipason-4-in)amig

WN\

N A SN =N
NZ H\N“
N 5 NH
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MpoaykT oaepxanun, BUKOPUCTOBYIOUN SK BUXIAHY Cnonyky npomixHy cnonyky A-11 (30 wr, 0,12
MMoOnb) Ta 4-amiHo-N-i306yTun-1-metun-1H-nipason-5-kapbokcamig (30 mr, 0,15 mmonk) BignoBigHO
Ao cnocoby, onucaHoro B MNpuknagi 64, ctagia 6, y surnagi »kostoro ocagy (19 mr, 37 %).

MS: M = 436,3 (M+H)"

Mpuknag 168: 6-Liuknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBOI KMCNoTu [1-meTnn-5-
(ninepuamnH-1-kap6boHin)-1H-nipason-4-injamia

N
L
2 NH =N
N—
NZ i H xn
yoa e

MpoaykT oaepxkanu, BUKOPUCTOBYIOUN SK BUXIQHY cnonyky npomixkHy cnonyky A-11 (30 wr, 0,12
MMoOnb) Ta (4-amiHo-1-metun-1H-nipason-5-in)(ninepnamH-1-in)metaHod (32 wmr, 0,15 mMmonb),
BignoBigHo Jo cnocoby, onucaHoro B lNMpuknagi 64, ctagis 6, nicna ouncTkm npenapatuneHoo BEPX 3
BMKOPUCTaHHAM rpagieHTa aueToHITpun/Boaa, y BUrnsagi »xoetoro ocagy (22 mr, 43 %).

MS: M = 448,3 (M+H)"

Mpuknag 169: 6-Lmknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  (5-

N

N
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p,mmemnKap6aMo'l'n—l-eTmn-lH-nipaaon-4-|n)aM|p,

MpoaykT opepxanun, BUKOPUCTOBYIOUM SIK BUXIAHY crnonyky npomibkHy cnonyky A-11 (30 wr, 0,12
MMOrb) Ta 4-amiHo-1-eTun-N,N-gumetun-1H-nipason-5-kapbokcamia (28 wmr, 0,15 mMonb), BignoBigHO
Ao cnocoby, onucaHoro B [lpuknagi 64, crtagia 6, nicna ouyucTkm npenapatuBHolo BEPX 3
BUKOPUCTAHHAM rpajieHTa aLeToHiTpun/soaa, y Burnsi xxostoro ocagy (36 mr, 73 %).

MS: M = 422,2 (M+H)"

Mpuknag 170: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBoi kucnotu [1-etun-5-
(mopdponiH-4-kapboHin)-1H-nipason-4-injamig
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MpoaykT opepxanu, BUKOPUCTOBYIOUM SIK BUXiAHY Crnonyky npomibkHy cnonyky A-11 (30 wmr, 0,12
MMonb) Ta (4-amiHo-1-eTun-1H-nipason-5-in)(MopdgoniHo)MeTaHoH (34 mr, 0,15 mMMonb), BignoBigHO
[o cnocoby, onucaHoro B [puknagi 64, cragia 6, nicna oyucTkM npenapatuBHoio BEPX 3
BUKOPUCTaHHAM rpajieHTa aLeToHiTpun/soaa, y Burnsai xxostoro ocagy (39 mr, 72 %).

MS: M = 464,2 (M+H)"

Mpuknag 171: 6-Uumknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucrnotn  [5-(2-
dpTopeTunkapbamoin)-1-metun-1H-nipason-4-injamig
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BignosigHo po cnocoby, onucaHoro B [lMpuknagi 135, cnonyka, 3asHayeHa B 3aronosky, 6yna
ofiepxaHa 3 BUKOPUCTaHHAM 2-bTopeTaHaMiHy rigpoxnopuay Ha ocTaHHin ctagii. >KosTui ocag.
MS: M = 424,1 (M-H)’
Mpuknag 172: 6-Lmknonponin-3-(nipymianH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  [5-(2-
5 rigpokcu-2-meTunnponinkapbamoin)-1-(3,3,3-tTpudTopnponin)-1H-nipason-4-injamig

| N F
=\ H

N g\ N

N B d OH

BignosigHo po cnocoby, onucaHoro B lNpuknagi 132, cnonyka, 3a3HayeHa B 3aronoBky, Gyna
ofepxaHa 3 BukopuctaHHam 1,1,1-tpudTop-3-nogonponaHy Ha ctagii 1 Ta l-amiHo-2-meTunnponax-
2-0ny Ha ocTaHHin cTagii. XKoBTuii ocaa.

10 MS: M =534,2 (M+H)"

Mpuknag 173: 6-Unknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBoi  kucnotn  [5-

meTunkapbamoin-1-(3,3,3-Tpudptopnponin)-1H-nipason-4-injamig

BignosigHo po cnocoby, onucaHoro B lMpuknagi 132, cnonyka, 3asHayeHa B 3aronoeky, Gyna
15 ofepxaHa 3 BukopuctanHam 1,1,1-tpudbtop-3-nogonponaHy Ha ctagii 1 Ta meTunamiHy rigpoxnopugy
Ha ocTaHHiIn cTagii. >KosTuin ocag.
MS: M = 476,1 (M+H)"
Mpuknag 174: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  [5-(3-
dpTopaseTmamnH-1-kapboHin)-1-metun-1H-nipason-4-injamig
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BignosigHo po cnocoby, onucaHoro B [lMpuknaai 135, cnonyka, 3a3HayeHa B 3arornoBky, Gyna
oflepXaHa 3 BUKOPUCTaHHAM 3-pbTopaseTUaMHY rigpoxnopuay Ha ocTaHHin ctagii. >KosTuin ocag.

MS: M = 436,2 (M-H)’

Mpuknag 175: 6-Luknonponin-3-(nipymignH-5-inamiHo)nipasunH-2-kapboHoBoi  kucnotn  [5-(2-

20
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rigpokcu-2-metunnponinkapbamoin)-1-(2,2,2-tpudtopetnn)-1H-nipason-4-injamig
L hat
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BignosigHo po cnocoby, onucaHoro B [lMpuknagi 132, cnonyka, 3asHayeHa B 3aronosky, 6yna
ofepXaHa 3 BUKOPUCTaHHAM 2,2,2-TpudptopeTun TpudTopmeTaHcynbdoHaTy Ha ctagii 1 ta 1-amiHo-
2-meTunnponaH-2-ony Ha ocTaHHin ctagii. >KosTun ocag.

MS: M = 520,3 (M+H)"

Mpuknag 176: 6-Unknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBoi  kucnotn  [5-
meTunkapbamoin-1-(2,2,2-Tpucptopetnn)-1H-nipason-4-injamig

BignosigHo go cnocoby, onucaHoro B lMpuknagi 132, cnonyka, 3a3HadeHa B 3arofioBky, Oyna
ofepxaHa 3 BWKOPUCTaHHAM 2,2,2-TpudbTopeTun TpudTopMeTaHcynbdoHaTy Ha ctagii 1 Ta
MeTUnamiHy rigpoxnopuay Ha ocTaHHin ctagii. >KosTuii ocag.

MS: M =562,2 (M+H)"

Mpuknag 177: 6-Unknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBOi  kucnotn  [2-
mMeTunkapbamoin-6-(teTparigpodypaH-2-in)nipnanH-3-injamia

O, o
ZSNH 0 &

N/l N
H

/
pa

Cragisa 1: ETun-3-amiHo-6-(TeTparigpodypaH-3-in)nikoniHat

BignosigHo oo ctagin 1 Ta 2 npuknagy 96, cnonyky, 3asHauyeHy B 3arorfioBky, ojepxanu 3
BUKOPUCTAHHAM SIK BWXIQHOI CMonyku eTtun-3-amiHo-6-6pomnikoniHaty Ta dypaH-2-inGopoHoBOI
kucnotun. CBiTno-KoBTUN ocag.

MS: M =237,2 (M+H)"

Cragis 2: 6-Limknonponin-3-(nipumigunH-5-inamiHo)nipasnH-2-kapboHOBOI  KMCNOTU [2-
mMeTunkapbamoin-6-(teTparigpodypaH-2-in)nipngnH-3-injamig

BignosigHo p[o cnocoby, onucaHoro B [lpuknagi 99, etun-3-amiHo-6-(TeTparigpodypaH-3-
in)nikoniHaT NepeTBOPOBaNM Ha CrMOJyKYy, 3a3Ha4yeHy B 3arosfioBKY, 3 BUKOPUCTAHHAM MeTUNnamiHy
rigpoxnopunay Ha ocTaHHin ctagii. 2KoBTunin ocaa.

MS: M = 459,3 (M-H)’

Mpuknag 178: 6-Lumknonponin-3-(nipymignH-5-inamiHo)nipasunH-2-kapboHoBoi  kucnotmn  [2-(2-
rigpokcu-2-metunnponinkapbamoin)-6-(TeTparigpodypaH-2-in)nipuanH-3-injamig
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OH
BignosigHo oo cnocoby, onucaHoro B NMpuknaai 177, cnonyky, 3a3Ha4yeHy B 3aronoBkKy, O4epXanu

3 BUKOPUCTaHHAM 1-amiHO-2-MeTunnponaH-2-ony Ha OCTaHHI cTagii.
MS: M =517,3 (M-H)

5 Mpuknag 179: 6-Luknonponin-3-(nipymianH-5-inamiHo)nipasuH-2-kapboHoBoi KMcnoTu [1-metnn-5-
(mopdoniH-4-kapboHin)-1H-nipason-4-injamig
N
f X
(L
NH =N
NV
NN
N H

0 @O

MpoayKT oaepXxanu, BUKOPUCTOBYHOUN SIK BUXIOHY Cnonyky npoMikHy cnonyky A-11 (30 wr, 0,12
10 MMonb) Ta (4-amiHo-1-meTun-1H-nipason-5-in)(mopdoniHo)meTaHoH (32 mr, 0,15 Mmons) BignNoBigHO
Jo cnocoby, onucaHoro B [puknagi 64, crtagia 6, nicna oyucTkm npenapatuBHoio BEPX 3
BUKOPUCTaHHAM rpafieHTa aLeToHiTpun/soaa, y surnagi xostoro ocagy (40 mr, 77 %).
MS: M = 450,3 (M+H)"
Mpuknag 180: 6-LUnknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi kucnotn (6-etun-2-

N
!
NNAS\H o &

N - I

15 MeTunkapbamoinnipugunH-3-in)amia
BignoeigHo po cnocoby, onucaHoro B [Mpuknagi 99, cnonyka, 3asHadeHa B 3aronoeky, byna
ofepXaHa 3 BUKOPUCTaHHSAM 3-aMiHO-6-eTunnipuaunH-2-kapboHoBoi kucrnoTtun etunosoro edipy (CAS
908833-49-8) Ha cTagii 1 Ta MmeTunamiHy rigpoxnopuay Ha ocTaHHiv ctagii. >KoBTun ocag.
MS: M =417,1 (M-H)’
20 Mpuknag 181: 6-LUuknonponin-3-(nipumignH-5-inamiHo)nipasunH-2-kapboHoBOoi KMcnoTtu [6-eTun-2-
(2-rigpokcmn-2-meTunnponinkap6amoin)nipnanH-3-injamig

N
.
NAS\H 0 &

x>

>=

NI N
N 0% “NH

OH

BignosigHo o cnocoby, onucaHoro B [Npuknagi 99, cnonyka, 3a3HayeHa B 3arornioBky, byna
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ofepXaHa 3 BUKOPUCTaHHSAM 3-amiHO-6-eTunnipuamnH-2-kapboHoBoi kucnotu etunosoro edipy (CAS
908833-49-8) Ha cTagji 1 Ta 1-amiHO-2-MeTunnponaH-2-ony Ha OCTaHHin cTagii. >KoBTun ocag.

MS: M =475,2 (M-H)’

Mpuknag 182: 6-Lnknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHOBOI KUCnotn (6-meTtun-
2-meTunkapbamoinnipnanH-3-in)amia

rN\
I\I\)\NH o 7

N
N/NH
A 07 NH

BignosigHo go cnocoby, onucaHoro B [Mpuknagi 99, cnonyka, 3as3HavyeHa B 3aronoeky, Oyna
ofepXaHa 3 BUKOPUCTaHHAM 3-aMiHO-6-MeTnnnipmanH-2-kapboHoBoI kucnotn etunosoro edipy (CAS
908832-89-3) Ha cTagil 1 Ta MeTMnamiHy rigpoxnopuay Ha OCTaHHin cTagii. >KosTuin ocaa.

MS: M = 405,4 (M+H)"

Mpuknag 183: 6-Uumknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBoi  kucrnotn  [2-(2-
rigpokcu-2-meTunnponinkapbamoin)-6-meTunnipnamH-3-injamig

B
L
NPSNH o A
N
NN

H
NN 07 NH

OH

BignosigHo go cnocoby, onucaHoro B [Mpuknagi 99, cnonyka, 3a3HadeHa B 3arofioBky, Oyna
ofepXaHa 3 BUKOPUCTaHHAM 3-aMiHO-6-meTunnipmaunH-2-kapboHoBoi kucnoTn etunosoro edipy (CAS
908832-89-3) Ha cTagii 1 Ta 1-amiHO-2-meTunNponaH-2-ofy Ha oCTaHHin cTagii. >KosTui ocag.

MS: M =461,3 (M-H)

Mpuknag 184: 6-AueTtun-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBoi  kucrnotn (1-metun-5-
meTunkapbamoin-1H-nipason-4-in)amig

N
NQJ\NH o =N

N N
__N

O

MpooyKT oaepxkanu, BUKOPMCTOBYOUN SK BUXIAHY CMONyKy NpoMikHy cnonyky A-14 (40 wr, 0,15
MMOrnb) Ta 4-amiHo-2-meTun-2H-nipason-3-kapboHoBoi kucnotu metunamig (31 wmr, 0,2 mMmonb),
BigNoBigHO Ao cnocoby, onucaHoro B MNpuknagi 64, ctagisa 6, y surnagi xostoro ocagy (36 mr, 59 %).

MS: M = 396,3 (M+H)"

Mpuknag 185: 6-Unknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucrnotn  (3-
etunkapbamoin-4,5,6,7-tetparigpobeHso[b]tiodeH-2-in)amia
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BignoeigHo go crnocoby, onucaHoro Ha ctagii 6 npuknagy 64, Cronyka, 3a3Ha4yeHa B 3arofloBKy,
Oyna ogepxaHa 3 npomixkHoi cnonyku A-11 Ta 2-amiHo-N-eTnn-4,5,6,7-teTparigpobeHso[b]tiocpeH-3-
Kapbokcamigy.

MS: M = 464,2 (M+H)"

Mpuknag 186: 2-13onponin-5-(nipuamH-3-inamiHo)nipumianH-4-kapboHoBoi kucnotn (1-metnn-5-
meTunkapbamoin-1H-nipason-4-in)amig

N
O

N-NH O /NN
INTONTY

Cragia 1: 5-Bpom-2-izonponinnipumiguH-4-kapboHoBoi kucnoTtu (1-meTun-5-metunkapoamoin-1H-
nipason-4-in)amig

MpoaykT odepXanu, BUKOPUCTOBYHOUM SIK BUXIOHY cnonyky 5-6pom-2-izonponinnipumignH-4-
KapboHOBY KMCrOTY (NpomixkHa cnonyka A-4, ctagia 1; 300 mr, 1,22 mmone) Ta 4-amiHo-2-MeTun-2H-
nipason-3-kapboHoBoi kMcnoTn meTunamig (245 mr, 1,59 mmons), BignoBsiaHoO 40O CNOCoBy, ONMCAHOro
B MNpuknagi 64, cTagia 6, nicns ekcTpakuii eTnnaueTatoMm Ta O4YUCTKM XpomaTorpadpieto Ha cunikareni
3 BUKOPUCTaHHAM eTunaueTary, y BUrMsAi CBIiTNO-KOpUYHEBOro ocagy (472 wmr, 96 %).

MS: M = 381,3 (M+H)"

Crapgia 2: 2-13onponin-5-(nipuamH-3-inamiHo)nipumignH-4-kapboHoBoi  kucnotn  (1-metun-5-
meTunkapbamoin-1H-nipason-4-in)amig

Cymiw 5-6pom-2-izonponinnipumignH-4-kapboHoBoi  kucnotn  (1-metun-5-metnnkapbamoin-1H-
nipason-4-injamigy (40 mr, 105 mMkmons), 3-amiHonipugunHy (15 mr, 157 MKMONb) Ta TPbOXOCHOBHOIO
docaTty Kanito (31 Mr, 147 MKMOIb) B Tonyoni (1 MI) 06pobunu
Tpuc(andeHsnnigeHaueToH)gunanagito(0) xnopodopmuum agayktom (10,9 wmr, 10,5 mkmonb) Ta
poganu kcantdoc (20 mr, 34,6 MKMonb) i peakuinHy cymiw nepemiwysanu npu 120 °C npotsarom 16
roq. PeakuinHy cymilwl oxonoamnu Ao KiMHaTHOI TeMmnepaTypu, BiddineTpyBanu Ta ogepxanu npoaykTt
nicns ouncTtkM npenapatusHolo BEPX 3 BukopucTtaHHAM rpagieHTa aueToHiTpun/soga, y BUrmsAgi
xoBtoro ocagy (10 mr, 25 %).

MS: M = 395,2 (M+H)"

Mpuknag 187: 6-(1-FigpokcieTun)-3 (nipMMi,qMH 5-inamiHo)nipa3nH-2-kapboHoBoi  kucnotn  (1-
mMeTun-5-meTunkapbamoin-1H-nipason-4-in)amig

r\J\NH o =N

HO
MpooykT odepxanu, BWKOPWUCTOBYIOYM SK  BUXIOHY crnonyky  6-auetun-3-(mipyumignH-5-
inamiHo)nipa3nH-2-kap6oHoBOi kncnotn (1-metnn-5-metunkapbamoin-1H-nipason-4-in)amig (Mpvknag
184), BignosigHo o cnocoby, onucaHoro B Npuknagi 115, cTagis 2, nicng 04UCTKM NpenapaTUBHOK
BEPX 3 BukopucTaHHeAM rpagieHTa aueToHiTpun/soaa, y BUrnsi CBiTNo-xosToro ocagy (41 %).
MS: M = 398,3 (M+H)"
Mpuknag 188: 5-(3-dTopdeHinamiHo)-2-izonponinnipumiguH-4-kapboHoBoi kucnotu (1-metun-5-
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meTunkapbamoin-1H-nipason-4-in)amig

L,

| X

Mpoaoykt opgepxanu BignoBigHO p[Jo cnocoby, onucaHoro B [puknagi 186, cragis 2,
BMKOPUCTOBYIOUMN 3-pTOPaHiNiH 3amicTe 3-aMiHONipuaunHy y BUrnsadi xxosTtoro ocagy (25 %).
5 MS: M = 412,4 (M+H)"
Mpuknag 189: 6-MeTtokcumeTun-3-(nipumignH-5-inamiHo)nipuanH-2-kapboHoBoi  kucnotn  (1-
mMeTun-5-metunkapbamoin-1H-nipason-4-in)amig

N
Q)
N SNH o

o =N
Il
N

I

=N
|\ N o N—
_N "

(@) NH

O
[
Cragis 1: 6-MeTokcmeTun-3-(nipumiamH-5-inamiHo)nipuanH-2-kapboHOBOI KMCNOTK
MpoaykT ogepxanu 3 npoMikHOi cnonykn A-3 BignoBigHO Ao cnocoby, onucaHoro B [Npuknagi
10 163, cTagia 3, y Burnagi xostoro ocagy (100 %).
MS: M =259,1 (M-H)’
Cragia 2: 6-MetokcumeTun-3-(nipumignH-5-inamiHo)nipnamnH-2-kapboHoBoi kucnotu (1-meTtun-5-
meTunkapbamoin-1H-nipason-4-in)amig
MpoaykT opepxanu, BUKOPUCTOBYHOUM K BUXIOHY CMOMyKYy 6-mMeTokcumeTun-3-(nipumiguH-5-
15 inamiHo)nipuamnH-2-kapboHoBy kncnoty (30 mr, 0,12 mmonb) Ta 4-amiHo-2-meTun-2H-nipason-3-
kapboHOBOI kMcnoTn metunamig (23 mr, 0,15 mmons), BignoBigHO Ao cnocoby, onucaxoro B MNpuknagi
64, ctagia 6, nicna o4ucTkM npenapatusHoo BEPX 3 BUKOpUCTaHHAM rpafieHTa aueToHiTpun/soaa, y
BUrNagi cipo-6inoro ocagy (28 mr, 61 %).
MS: M = 397,3 (M+H)"
20 Mpuknag 190: 5-(5-®TopnipnamnH-3-inamiHo)-2-izonponinnipumignH-4-kapboHosBoi  kucnotn (1-
mMeTun-5-metunkapbamoin-1H-nipason-4-in)amig

F NH O \
N“i
NN

BS

Mpoaoykt opgepxanu BignosigHO [o cnocoby, onucaHoro B [puknagi 186, cragia 2,
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BUKOPUCTOBYIOUN 5-pTOp-3-amiHonipnanH 3amicTb 3-amiHOMNipuAuHY Ta nicna LOAATKOBOW OYMCTKU
xpomaTtorpadieto Ha cunikareni 3 BAKOPUCTaAHHSM eTunaueTaTy y BUrnagi ceitno-xostoro ocagy (10
%).

MS: M = 413,3 (M+H)"

Mpuknag 191: 5-(4-dpTopdeHinamiHo)-2-izonponinnipnmignH-4-kapboHoBoi kucnotn (1-metnn-5-
meTunkapbamoin-1H-nipason-4-in)amig

Mpoaoykt opgepxanu BignoBigHO p[o cnocoby, onucaHoro B [puknagi 186, cragia 2,
BMKOPUCTOBYIOUMN 4-pTOpPaHiNiH 3amicTe 3-amiHonipuaunHy y surnsagi xostoro ocagy (51 %).

MS: M = 412,3 (M+H)"

Mpuknag 192: 6-Lumknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  (3-

N
A
N S\H o

N - I

I;\ N
MEeTOKCUK-2-MeTunkapbamoindgeHin)amig

MpoaykT opepxanu, BUKOPUCTOBYIOUM SIK BUXIAHY cronyky npomikHy cnonyky A-11 (30 wr, 0,12
MMOMb) Ta 2-amiHo-6-meTokcu-N-metunbensamig (27 wmr, 0,15 Mmonb; ogepxanmu 3 2-aMiHO-6-
METOKCUOEH30MHOI kucnotn 3rigHo 3 Bioorg. Med. Chem. Lett. 2008, 18, 6041) BignosigHO A0
cnocoby, onucaHoro B lNpuknagi 64, ctagia 6, y Burnagi xxostoro ocagy (45 mr, 92 %).

MS: M = 420,2 (M+H)"

Mpuknag 193: 2-Uunknobytun-5-(nipumignH-5-inamiHo)nipumignH-4-kapboHoBoi kucnotu (1-meTtun-
5-meTtunkapbamoin-1H-nipason-4-in)amig

N
2
NZSNH 0
X N\N\
' H

~

o)

N
H
HITIO

Cragia 1: 5-bpom-2-uunknobytunnipumignH-4-kapboHoBa kucnota

MpoayKT opepXanu, BUKOPUCTOBYIOYM SIK BMXIOHY CMOMyKy uuknobytaHkapbokcamignH (200 wr,
1,5 Mmmonb) Ta MykobpomHy kncnoty (180 mr, 0,7 mmonb) BignoBigHO 4O cnocoby, onucaHoro Ans
nNpomixXHOT cnonyku A-4, ctagia 1, y Burnagi ceitno-kopnyHesoro ocaay (38 mr, 21 %).

MS: M = 257,1 (M+H)"

Cragia 2: 5-bpom-2-umknobyTunnipumianH-4-kapboHoBoi kucnotn (1-metun-5-metunkapbamoin-
1H-nipason-4-in)amig

MpoaykT ogepxanu, BUKOPUCTOBYKUM SIK BUXIOHY crionyky 5-6pom-2-uuknobytunnipumignH-4-
kapboHoBy kucnoty (37 wr, 0,14 mMmonb) Ta 4-amiHo-2-MeTun-2H-nipa3on-3-kapOboHOBOI KUCIOTU
meTtunamig (29 mr, 0,19 mmonb), BignoBigHo Ao cnocoby, onucaHoro B MNpuknagi 64, ctagia 6, nicns
ouncTkM npenapatmeHoto BEPX 3 BukopucTaHHsiM rpagieHTa aueToHiTpun/Boaa, y Burnagi cipo-6inoro
ocagy (24 wmr, 42 %).
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MS: M = 393,2 (M+H)"

Crapia 3: 2-Uuknobytun-5-(nipumignH-5-inamiHo)nipumignH-4-kapboHosoi kucnotn (1-meTtun-5-
meTunkapbamoin-1H-nipason-4-in)amig

MpoaykT oadepkanu, BUKOPUCTOBYHUM SIK BUXIOHY cnonyky 5-6pom-2-uuknobytunnipumignH-4-
kapOoHoBOI kucrotn (1-metnn-5-metunkapbamoin-1H-nipason-4-in)amig (23 mr, 58 mkmonb) Ta 5-
amiHonipnauH (8 mr, 82 MKmonb) BignoBiaHo Ao cnocoby, onucaHoro B MNpuknagi A-1, ctagis 2, nicns
ouncTkM npenapaTtuBHoto BEPX 3 BukopucTaHHSAM rpagieHTa aueToHiTpun/Boaa, y BUMSAi XKOBTOroO
ocagy (1 mr, 5 %).

MS: M = 408,4 (M+H)"

Mpuknag 194: 6-Luknonponin-3-(nipumMiguH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  [2-
(azeTngmH-1-kapboHin)nipnanH-3-injamig

N
[
N N

|/N
O N\j

BignosigHo go cnocoby, onucaHoro B [Npuknagi 97, crnonyka, 3a3HayeHa B 3arornioBky, Gyna
OofepXaHa 3 BUKOPUCTaHHAM 3-aMiHOMIKOMIHOBOI KMCIOTU Ta a3eTuauHy Ha ctagii 1. )KosTtun ocag.

MS: M = 417,2 (M+H)"

Mpuknag 195:  6-Uwnknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBoi  kucnotn  [2-

(J\NH @) N

~-N

(ninepmnanH-1-kapboHin)nipuguH-3-injamig
BignosigHo go cnocoby, onucaHoro B [Mpuknagi 97, cnonyka, 3asHayeHa B 3aronioBky, Gyna
ofepxaHa 3 BUKOPUCTaAHHAM 3-aMiHOMIKONIHOBOI KUCMOTU Ta ninepuanHy Ha ctagii 1. XKosTun ocag.
MS: M = 445,4 (M+H)"
Mpuknag 196: 6-Lnknonponin-3-(nipumignH-5-inamido)nipasunH-2-kap6oHoBoi kncnotu (3-xnop-2-

MeTunkapbamoindeHin)amig
l//NJ\
NS“SNH o

N™™ N

BignosigHo oo cnoco®y, onucaxoro B MNpuknagi 99, cnonyky, 3a3HadeHy B 3arofioBKy, ogepxanu 3
BUKOPUCTaAHHAM MeTun-2-amiHo-6-xnopbeH3oaTy Ha cTtagii 1 Ta MeTunamiHy rigpoxnopugy Ha
ocTaHHin cTagii. >KoBTuin ocag.

MS: M = 424,2 (M+H)"

Mpuknag 197: 6-Unknonponin-3-(nipumignH-5-inamiHo)nipa3uH-2-kapboHoBoi  kucrotn  (5-
etunkapbamoin-1-metun-1H-nipason-4-in)amig
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MpoaykT oaepxanun, BUKOPUCTOBYIOUM K BMXiQHY CMOMyKy npomixHy cnonyky A-11 (30 wr, 0,12
MMonb) Ta 4-amiHo-N-eTun-1-metun-1H-nipason-5-kapbokcamig (25 mr, 0,15 mmone), BignosigHo Ao
cnocoby, onucaHoro B Npuknagi 64, ctagia 6, y surnagi xostoro ocagy (17 mr, 35 %).

MS: M = 408,3 (M+H)"

Mpuknag 198: 6-Luknonponin-3-(nipumMiguH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  [2-
(niponignH-1-kap6oHin)nipnanH-3-injamig

N
(A
NS S X

|
NTSONTYN
H

I

BignosigHo go cnocoby, onucaHoro B [Mpuknagi 97, crnonyka, 3a3HayeHa B 3arorfioBky, byna
OAepKaHa 3 BUKOPUCTaHHAM 3-aMiHOMIKONIHOBOT KUCNOTK Ta niponianHy Ha ctagii 1. XXosTum ocag,.

MS: M = 431,3 (M+H)"

Mpuknag 199:  6-Uwnknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBOi  kucnotn  [2-

N
YN
NSSNH o X

(etunmeTunnkap6amoin)nipnanH-3-injamig

BignosigHo o cnocoby, onucaHoro B [Mpuknagi 97, cnonyka, 3a3HayeHa B 3arornioeky, Gyna
ofepxaHa 3 BUKOPUCTaHHAM 3-aMiHOMIKOMIHOBOT KUCMNOTKM Ta MeTuneTunamiHy Ha ctagii 1. XKosTun
ocag.

MS: M = 419,3 (M+H)"

Mpuknag 200: 6-Linknonponin-3-(nipasuH-2-inamiHo)nipa3uH-2-kapOoHoBOi kucnotu (1-metun-5-
mMeTunkapbamoin-1H-nipason-4-in)amig

A

NH =N
| _N H
0O~ NH

Cragis 1: MeTtun-3-6pom-6-uuknonponinnipasuH-2-kapbokecunat

[o po3unHy meTun-3-amiHo-6-umknonponinnipasuH-2-kapbokecunaty (1 r, 5,18 mmMonb, npomixHa
cnonyka A-10, ctagia 2) B agubpommeTani (16,0 mn, 229 mmonb) npu 0° B atMocdepi aproHy goganu
isoaminHiTputT (1,49 mn, 11,1 mmonb) Ta Tpumetunbpomcunad (2,03 mn, 15,7 mmons). Cymiw
nepemiwysanu npu 0° npotarom 10 XB. Ta NpM KiIMHATHIA TemnepaTypi NpoTArom Houi. PeakuiiHy
cymiw Bununu B nia, Hemtpanidysanu tBepanm NaHCOg3, ekcTparyBanu guxnopmMeTaHoM, BUCYLLUNU
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Hag MgSQO,, BiadinbTpysanu Ta sunapunu. Cnonyka, 3asHadyeHa B 3aronosky, 6yna ogepxxaHa nicns
xpomaTtorpadii Ha cunikareni 3 BMKOPUCTAHHAM rpafieHTa rentadH/etTunaueraT y BUrmnsgi B’SI3KOro
macna (450 wr, 34%).

MS: M = 257,1 (M+H)"

Cragisa 2: MeTun-6-umknonponin-3-(nipasuH-2-inamiHo)nipasunH-2-kapbokcunaT

Byna ogepxaHa cnonyka, 3a3HadyeHa B 3arofioBKy, BiAnoBigHO Ao cnocody, onnucaHoro Ans cragii
2 MPOMDKHOI cnonykn A-2, 3 BAKOPUCTaHHSAM nipasuH-2-amMiny. XKoBTui ocag.

MS: M = 272,2 (M+H)"

Cragis 3: 6-LUunknonponin-N-(1-meTtun-5-(Mmetunkapbamoin)-1H-nipason-4-in)-3-(nipasvH-2-
inamiHo)nipa3suH-2-kapbokcamia

BionosigHo fo cnocoby, onucaHoro Ha ctagii 2 npuknagy 14, metun-6-uyuknonponin-3-(nipa3uH-2-
inamiHo)nipasuH-2-kapbokcunat B3aemogiaB 3 4-amiHo-N,1-gumeTtun-1H-nipason-5-kapbokcamigom 3
OZlepPXXaHHAM CNoryKkuM, 3a3HayeHoi B 3aronosky. KosTun ocag.

MS: M = 394 (M+H)"

Mpuknag 201: 6-Unknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kapboHoBoi kucnotu (1-etun-5-
eTunkapbamoin-1H-nipason-4-in)amig

N

f\
NP SN N
>N H

MpoaykT oaepxkanu, BUKOPUCTOBYIOUN SK BUXIQHY Cnonyky npomixHy cnonyky A-11 (30 wr, 0,12
MMmonb) Ta 4-amiHo-N,1-gietun-1H-nipason-5-kapbokcamig (27 wmr, 0,15 mmonb), BignoBsigHO Ao
cnocoby, onucaHoro B lNpuknagi 64, ctagia 6, y sBurnagi xostoro ocagy (40 mr, 82 %).

MS: M = 422,2 (M+H)"

Mpuknag 202: 6-Unknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi kucnotu (1-etun-5-
i306yTunkapbamoin-1H-nipason-4-in)amig

MpooyKT oaepxkanu, BUKOPUCTOBYIOUN SIK BUXIOHY Cnonyky npomikHy cnonyky A-11 (30 wr, 0,12
MMOrb) Ta 4-amiHo-1-eTun-N-idobyTnn-1H-nipason-5-kapbokcamig (32 mr, 0,15 mmonb), BignoBigHoO
[0 cnocoby, onucaHoro B MNpuknagi 64, ctagisa 6, y surnagi »xostoro ocagy (43 mr, 82 %).

MS: M = 450,2 (M+H)"

Mpuknag 203:  6-Uwnknonponin-3-(nipumignH-5-inamiHo)nipasunH-2-kapboHoBoi  kucnotn  [5-
(eTunmetunnkapbamoin)-1-metun-1H-nipason-4-injamig

WN\
N\’)\NH o =N

N—
N” 3 H
S N/

> )
BignosigHo go cnocoby, onucaHoro B [lMpuknagi 135, cnonyka, 3asHayeHa B 3arosfioBky, Gyna
ofepkaHa 3 BUKopuctaHHsaM N-meTunetaHamiHy Ha ocTaHHin ctagii. 2KosTun ocag,.

MS: M = 422,2 (M+H)"
Mpuknag 204: 5-{[6-LUunknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHin]amiHo}nipumignH-4-
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KapbOHOBOI KMCMOTKN eTUNMeTUnamig

BignosigHo go cnocoby, onucaHoro B [Mpuknagi 99, cnonyka, 3a3HayeHa B 3aronioBky, Gyna
ofepXaHa 3 BUKOPUCTaHHSM 5-amiHonipumignH-4-kapboHOBOI KUCNOTU METUNOBOro edipy Ha ctagii 1
Ta N-meTunetaHamiHy Ha ocTaHHiIn cTagii. KoBTuii ocag.

MS: M = 420,3 (M+H)"

Mpuknag 205: 5-{[6-Uuknonponin-3-(nipumignH-5-inamiHo)nipasunH-2-kapboHin]jamiHo}nipumignH-4-

KapOOHOBOI KUCNOTW AUMeTUNamia
N
|\||r\j\ N
~
NH “3

N/l N
N H -

BignosigHo o cnocoby, onucaHoro B [Mpuknagi 99, cnonyka, 3a3HayeHa B 3arornioBky, Gyna
ofepXaHa 3 BUKOPUCTaHHAM 5-aMiHONipumignH-4-kapboHOBOI KNCIOTU METUOBOro edipy Ha cTagii 1
Ta gumeTunamiHy rigpoxnopuay Ha ocTaHHin ctagii. XKosTun ocaga.

MS: M = 404,2 (M-H)

Mpuknag 206: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  (2-
anveTunkapbamoin-3-meTokcudeHin)amig

)

r/N

L
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Crapisa 1: 2-AMiHO-6-MeTOoKcKn-N,N-aumeTnnbeH3amin,

MpoayKT oaepXxanu, BUKOPUCTOBYIOUN K BUXIQHY CMOMYKY 2-aMiHO-6-MeTOKCUOEH30MHY KUCMOTY
(100 wmr, 0,6 mmonb) Ta gumetunamiH (2M B TI'®, 420 mkn, 0,84 mmonb) BigNoOBIAHO OO CNocoby,
onucaHoro B lNMpuknagi 64, ctagia 6, nicna ekcTpakuii eTnnaueTaTtoMm Ta O4YMCTKM XpomaTtorpadieto Ha
cvnikareni 3 BUKOPUCTaHHAM aMiHHOI ¢pa3n Ta rpagieHta rentad/etunauetarT y surnsagi 6e3bapsHoro
Macna (26 mr, 22 %).

Cragis 2: 6-Lmknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHOBOi  KMCNOTK (2-
anmMeTunkapbamoin-3-metokcudeHin)amisg

MpoaykT opepxanu, BUKOPUCTOBYIOUM SIK BUXiAHY CMOMyKy nNpomibkHy cnonyky A-11 (34 wr, 0,13
MMOIb) Ta 2-amiHo-6-MeTokcu-N,N-gumeTnnbexsamig (26 mr, 0,13 mmonb) BigNoBigHO OO cnocoby,
onucaHoro B [puknagi 64, crtagia 6, nicns ouyucTkM npenapatvBHoo BEPX 3 BukopucTaHHAM
rpagieHTa aLeToHiTpun/Boaa, y surnsai xxostoro ocagy (40 mr, 68 %).

MS: M = 434,4 (M+H)"

Mpuknag 207: 6-Lmknonponin-3-(nipymiganH-5-inamiHo)nipasvnH-2-kapboHoBoi  kucnotmn  [2-(2-
rigpoKcu-2-meTunnponinkapbamoin)-4-isonponindeHinjamig
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BignosigHo o cnocoby, onucaHoro B [Mpuknagi 99, cnonyka, 3a3HayeHa B 3aronioBky, Gyna
ofepXaHa 3 BUKOPUCTaHHAM MeTun-2-amiHo-5-isonponintensoaty (CAS 1029420-48-1) Ha cTagii 1 Ta
1-amiHO-2-meTUNNponaH-2-ony Ha OCTaHHiln cTagii. >KosTun ocag.

MS: M = 490,4 (M+H)"

Mpuknag 208: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  (4-
isonponin-2-meTunkapbamoindgeHin)amig

Sl

NS SNH
N
ZN o ITIH

BignosigHo o cnocoby, onucaHoro B [Mpuknagi 99, cnonyka, 3a3HayeHa B 3arosfioBky, Gyna
ofepXaHa 3 BUKOPUCTaHHAM MeTun-2-aMiHo-5-isonponin6ensoaty (CAS 1029420-48-1) Ha cTagii 1 Ta
MeTUnamiHy rigpoxnopuay Ha ocTaHHin ctagii. >KoBTuii ocag.

MS: M = 432,4 (M+H)"

Mpuknag 209: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotu  (6-

N

ol

NI o @2 o7
N/

N OI}IH

MeTOKCMMeTUN-2-MmeTunkapbamoinnipnanH-3-in)amig

Cragis 1: Metun-3-(TpeT-6yTOKCUKapboHinamiHo)-6-(MeTokcumeTun)nikoniHaTt

[o nepemiwyBaHOrO  po3ynHy  3-OpOM-6-MeTOKCMMETUNNIPUAMH-2-kapboOHOBOI  KMCMOTK
meTunosoro edipy (933 wmr, 3,59 mMonb; npomixkHa cnonyka A-3, ctagia 6) Ta TpeT-OyTunkapbamaTty
(504 wmr, 4,3 mMonb) npu KiMHaTHIN Temnepatypi B AiokcaHi (15 mn) B atMocdepi aproHy goganu
kapboHart uesito (1,64 r, 5,02 mmons), Pd,(dba); (65,7 mr, 71,7 mkmonb) Ta kcaHTdoc (62,3 mr, 108
Mkmonb; CAS 161265-03-8). Cymilw gerasyBanu nig BakyyMOM Ta NpOAYNU aproHoMm, NOTiM Harpisanm
npu 100 °C npoTtarom Hodi. Cymiw oxonogunu o kKiMHaTHOI TemnepaTypu, po3tasunm CH,Cly, i
ocaaum BigdineTpyBanu Ta NpoMunu HeBenukow KinbkicTio CH,Cl,. ®inbTpaT CKOHUEHTpyBanw.
CnpoBun NpoaykT O4YUCTUNU LUNAXOM XpomaTtorpaddii Ha cunikareni 3 BUKOPUCTaHHAM rpafieHTa
uuknorekcaH/EtOAC 3 ogepkaHHAM Crnofnyku, 3asHadveHoi B 3aronosky (598 wr, 56%), y surnsgi
B’A3KOr0 CBIiTJ10-)XOBTOIO Macna.

MS: M =297,3 (M+H)"

Cragis 2: 3-AMiHO-6-MEeTOKCUMETUNIPUANH-2-KapOOHOBOI KUCNOTU METUMOBUIA edip

o nepemilyBaHoro pPO34MHY mMeTun-3-(TpeT-6yTokcrmkapboHinamiHo)-6-
(meTokcnmeTun)nikoniHaty (695 mr, 2,35 MMonb) Npu KiMHaTHIN TemnepaTypi B gnxnopmeTaHi (10 mn)
B aTMocdepi aproHy goganu 2,2,2-tpudptopourtosy kucnoty (903 mkn, 11,7 Mmons) ofgHieto nopuieto.
Cymiw nepemiwysanu npu 50 °C npoTaroMm Hodi, NOTIM OXONOAMNM A0 KiMHaTHOI TemnepaTypu Ta
obepexHo 06pobunu 10 % sogHuM po3sdnHom Na,COj3 (10 mn). BogHuin po3unH ekctparysanu CH,Cl,
(10 mn). OB’egHaHi opraHidHi Wapy NPpoMunM conboBuM po3yduHom (10 mn), Bucywmnnu Hag MgSOy,
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BiAMINbTPYBanNu Ta CKOHUEHTpyBanu 3 ogepXaHHsAM NPOAYKTY Y BUIMAAI CBIiTNO-KOPUYHEBOro ocaay
(424 wr, 92%), aKunii BUKOPUCTOBYBANM ANs HACTYNHOI cTagii 6e3 4oaaTKOBOI O4YUCTKM.

MS: M = 197,1 (M+H)"

Cragis 3: 6-Liuknonponin-N-(2-(2-rigpokcn-2-meTunnponinkap6amoin)-6-(MeTokCumMeTun)nipuanH-
3-in)-3-(nipumigunH-5-inamiHo)nipasnH-2-kapbokcamig

BignoeigHo go cnocoby, onncaHoro B lMNMpuknaai 99, cnonyky, 3a3Ha4yeHy B 3arofioBKy, O4epXanu 3
BUKOPUCTAHHAM NPOMiXKHOI cnonykn A-11 ta 3-amiHO-6-MeTOoKCUMEeTUNNipuanH-2-kapOboHOBOT KMCIOTH
MeTMNOBOro eqpipy Ha cTagii 1 Ta MeTunaminy rigpoxnopuay Ha ocTaHHin ctagii. XKosTun ocag,.

MS: M = 433,3 (M+H)"

Mpuknag 210: 6-Lumknonponin-3-(nipymignH-5-inamiHo)nipasunH-2-kapboHoBoi  kucnotmn  [2-(2-
rinpOKcm-Z-MeTmnnponinKap6aM0'|'n)-6-MeT0Kcv|MeTmnnipM,cl,MH-3-in]aMi,u

U\NH y

/ x>

N ONH

\g

BignosigHo po cnocoby, onucaHoro B [lMpuknagi 209, crnonyka, 3asHadeHa B 3aronoBky, Oyna
ofepaHa 3 BUKOPUCTaHHAM 1-aMiHO-2-MeTunnponaH-2-ofy Ha ocTaHHin ctagii. >KosTui ocag.

MS: M = 491,3 (M+H)"

Mpuknag 211: 6-Uwnknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBoi  kucnotn  [4-

N
»!
N~
NH O /\Il\l
NZSTONTY
\NH

(aseTnanH-1-kapOboHin)nipumiamH-5-injamia

BignosigHo po cnocoby, onucaHoro B [Mpuknagi 97, cnonyka, 3a3HadeHa B 3arofioBky, Gyna
ofepXaHa 3 BMKOPUCTaAHHAM 5-amiHonipumiguH-4-kapboHOBOI KMCMOTU Ta aseTuaumHy Ha cragii 1.
>KoBTUI ocag.

MS: M =416,1 (M-H)

Mpuknag 212: 6-Uwnknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBoi  kucnotn  [4-
(ninepmnanH-1-kap6oHin)nipumignH-5-injamig

BignoeigHo po cnocoby, onucaHoro B lMpuknagi 99, cnonyka, 3a3HadeHa B 3arosioBky, Oyna
ofepaHa 3 BUKOPUCTaHHAM 5-aMiHonipumignH-4-kapboHOBOI KUCIOTU METUIOBOrO edipy Ha cTagii 1
Ta ninepuauHy Ha ocTaHHin ctagii. KosTumn ocag,.

MS: M = 4442 (M-H)

Mpuknag 213: 6-Lmknonponin-3-(nipymiganH-5-inamMiHo)nipasunH-2-kapboHoBoi  kucnotmn  [2-(2-
rigpoKcu-2- MeTunnponinkapbamoin)-4-(2-meToKcieToKCKu)deHinlamig
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BignosigHo go cnocoby, onucaHoro B [Mpuknagi 99, cnonyka, 3a3HavyeHa B 3arorfioBky, Oyna
ofepxaHa 3 BUKOPUCTAHHAM MeTUN-2-amiHo-5-(2-meTokcieTokcn)oeHsoaty (CAS 773071-76-4) Ha
ctagii 1 Ta 1-amiHO-2-MeTMnNponaH-2-05y Ha OCTaHHiIn cTagii. >KoBTuin ocag.

5 MS: M =552,3 (M+H)"

Mpuknag 214: 6-Lmknonponin-3-(nipymignH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  [4-(2-

MeTOKCIeTOoKCH)-2-meTunkapbamoindeHinjamig

N
g 0
S NH ~"07
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H

N 07 "NH

BignosigHo o cnocoby, onucaHoro B [Mpuknagi 99, cnonyka, 3asHavyeHa B 3aronoeky, Gyna
10 OofepXxaHa 3 BUKOPUCTaHHAM MeTUn-2-amiHo-5-(2-meTtokcieTokcn)beHsoaty (CAS 773071-76-4) Ha
cTagii 1 Ta MeTunaminy rigpoxnopuay Ha ocTaHHiv ctagii. >KosTuii ocag.
MS: M = 464,3 (M+H)"
Mpuknag 215: 6-Uumknonponin-3-(nipumignH-5-inamiHo)nipasvH-2-kapboHoBoi  kucrnotn  [4-(2-
rigpokcieTokcn)-2-(2-rigpokcu-2-metunnponinkapbamoin)dgeHinjamig

N
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Cragia 1: MeTtun-2-amiHo-5-(2-rigpokcieTokcn)beHsoat
2-AMiHO-5-(2-rigpokcieTokcn)beH30MHOI kucnoTu rigpoxnopug (0,209 r, 895 mkmonk; CAS 78299-
60-2) cycneHaoyBanu B guxnopmetaHi (10 mn) npu kKiMHaTHIA TemnepaTtypi B atMocdepi aproHy.
PeakuinHy cymiw posbaBurim  MeOH (3 wmn). [loTiMm no kpannsx godanyM  po3yuH
20 TpumeTuncuningiasometary (1,45 mn, 2,9 mmonb; 2M B rekcaHi). PeakuinHy cymiwl nepemiwlysanu
npu KiMHaTHIn Temnepatypi npotsarom 1 rog. Po3unHHukn Bunapunu. CMpoBun NPOAYKT OYUCTUNN
LwnsaxoM xpomartorpadii Ha cunikareni 3 BUKOpUCTaHHAM rpagieHTa H-rentaH/EtOAC 3 ogepkaHHAM
CMOMyKu1, 3a3Ha4vyeHoi B 3aronoBky (154 mr, 82%), y BUrMsiAi CBIiTNO-XOBTOro BOCKOMOAIGHOro ocaay.
MS: M =212,1 (M+H)"
25 Cragia 2: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipasmH-2-kapboHoBoi  kucnotn  [4-(2-
rigpokcieTokcn)-2-(2-rigpokcu-2-metTunnponinkapbamoin)deHinjamig
BignoeigHo po cnocoby, onucaHoro B [Mpuknagi 99, cnonyka, 3asHaveHa B 3aronioBky, byna
ofepXaHa 3 BMKOPUCTaHHAM MeTWUM-2-aMiHo-5-(2-rigpokcieTokcn)beH3oaTy Ta NPOMiKHOI cnonyku A-
11 Ha nepwin cTagii Ta 1-aMiHO-2-MeTunNnponaH-2-ony Ha oCTaHHin cTagii. >KoBTui ocag.
30 MS: M = 508,3 (M+H)"
Mpuknag 216: 6-Luknonponin-3-(nipymignH-5-inamiHo)nipasunH-2-kapboHoBoi  kucnotn  [4-(2-
rigpokcieTokcm)-2-meTunkapbamoindeHinjamig

15
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BignosigHo po cnocoby, onucaHoro B [lMpuknagi 215, cnonyka, 3a3HayeHa B 3aronosky, 6yna
ofepXaHa 3 BUKOPUCTaAHHAM MeTuUnaMiHy rigpoxnopuay Ha ocTaHHin ctagii. KosTun ocaga.
MS: M = 450,3 (M+H)"
5 Mpuknag 217: 6-Uuknonponin-3-(nipngmH-3-inamiHo)nipasuH-2-kapboHoBoi kucnotu (1-metun-5-
meTunkapbamoin-1H-nipason-4-in)amig

Cragisa 1: 6-Unknonponin-3-(nipugunH-3-inamiHo)nipasnH-2-kapboHOBOI KNCNOTWM METUNOBUIA eqip
MpoaykT ogepxanu, BUKOPUCTOBYKOYM SK BUXigHY CRONYKY 3-amiHO-6-uumKnonponinnipasuH-2-
10 kapboHOBOI kncnotu metunosun edip (200 mr, 1,04 mmonb; NnpoMixkHa cnonyka A-10, ctagia 2) ta 3-
©pomonipuaunH (142 mkn, 1,45 mmons), BignosigHo Jo cnocoby, onvcaHoro B MNpuknagi A-1, ctagis 2,
y Burnsai xostoro ocagy (192 mr, 68 %).
MS: M = 271,4 (M+H)"
Cragia 2: 6-LUnknonponin-3-(nipugunH-3-inamiHo)nipasmH-2-kapboHOBOI KNCNOTK
15 MpooykT ofepXanu, BUKOPUCTOBYOUM SK  BUXIAHY CROMyKy 6-umknonponin-3-(nipngmnH-3-
inamiHo)nipa3uH-2-kapboHoBOi kucnotu metunosun edip (192 wr, 0,71 mmonb), BignoBigHO [0
cnocoby, onucaHoro B MNpuknagi A-11 y Burnaai cipo-6inoro ocagy (162 mr, 89 %).
MS: M = 255,2 (M-H)’
Crapgis 3: 6-Uwnknonponin-3-(nipnguH-3-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  (1-meTtun-5-
20 mMeTunkapbamoin-1H-nipason-4-in)amig
MpoaoykT opepxanu, BUKOPUCTOBYKOUM SK BUXIOHY crnonyky 6-umknonponin-3-(nipnguH-3-
inamiHo)nipa3uH-2-kapboHoBy kucnoty (30 mr, 0,12 mMmonb) Ta 4-amiHo-2-meTun-2H-nipason-3-
kapboHOBOI kncnotu metunamig (23 mr, 0,15 Mmonb) BignoBigHO 4o cnocoby, onucaHoro B Mpuknagi
64, ctagia 6, y surnagi xxosToro ocagy (30 mr, 64 %).
25 MS: M = 393,2 (M+H)"
Mpuknag 218: 5-{[6-LUuknonponin-3-(nipumignH-5-inamiHo)nipasunH-2-kapboHin]jamiHo}nipyumignH-4-
KapbGOHOBOI KNCIOTU MeTunamig

BignosigHo o cnocoby, onucaHoro B [Mpuknagi 99, npogykT ogepanu, BMKOPUCTOBYHOUM 5-
30 aMiHonipnMianH-4-kapboHOBOI KMCNOTU MeTUNoBMI edip Ha cTagii 1 Ta meTunamiHy rigpoxnopug Ha
OCTaHHIn cTagii. >KoBTuin ocag.
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MS: M =390,0 (M-H)’
Mpuknag 219:  6-Luknonponin-3-(nipumMiguH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  [4-
(niponiguH-1-kap6oHin)nipumignH-5-injamia

5 BignosigHo go cnocoby, onucaHoro B [puknagi 99, npogykT ogepXanu, BUKOPUCTOBYHOYM 5-
amiHonipnMianH-4-kapboHOBOI KMCNOTWM MEeTUIoBMI edip Ha cTagii 1 Ta niponianMH Ha oCTaHHIn cTagil.
XKosTun ocag.

MS: M = 430,2 (M-H)’
Mpuknag 220: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn — (2-

10 eTunkapbamoinnipnguH-3-in)amig
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BignosigHo go cnocoby, onucaHoro B [Mpuknagi 97, npogykT ogepXanu, BUKOPUCTOBYHOUM 3-
aMiHOMIKONIHOBY KMUCMOTY Ta eTunaminy rigpoxnopug Ha ctagii 1. 2KosTui ocag.
MS: M = 405,4 (M+H)"
Mpuknag 221: 6-LUuknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  (2-
15 isonponinkapbamoinnipnanH-3-in)amig
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BignosigHo o cnocoby, onucaHoro B [lMpuknagi 97, npogykT ogepanu, BMKOPUCTOBYHUM 3-
aMiHONIKOMIHOBY KMCMOTY Ta NponaH-2-amiH Ha ctagii 1. >KoeTun ocag.
MS: M = 419,4 (M+H)"
Mpuknag 222: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  (5-
20 avnponinkap6amoin-1-metun-1H-nipason-4-in)amig

N
[
NASNH o =N

N/|
N

\

BignosigHo po cnocoby, onucaHoro B lMpuknagi 135, cnonyka, 3asHayeHa B 3arorfioBky, Gyna
OAepKaHa 3 BUKOPUCTaHHAM gunponinamiHy Ha ocTaHHin ctagii. >KoBTui ocag,.
MS: M = 464,4 (M+H)"
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Mpuknag 223: 6-Luknonponin-3-(nipumMiguH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  [5-
(byTunmeTunkapbamoin)-1-meTtunn-1 H-nipa30n-4-in]aMip,

CLNH LL
i

BignoeigHo go cnocoby, onucaHoro B lNMpuknaai 135, cnonyka, 3asHayeHa B 3aronoBky, Gyna
ofepxaHa 3 BukopuctaHHsam N-mMeTunbyTtaH-1-amiHy Ha ocTaHHiIn cTaaii. XKoBTuii ocag.

MS: M = 448,2 (M-H)

Mpuknag 224: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipa3uH-2-kapboHoBOi kucnotu (3-metun-

N
L
NS"SnH o

2-meTunkapbamoindeHin)amig

BignosigHo oo cnoco®y, onncaHoro Ha ctagii 6 npuknagy 64, cnonyka, 3a3HadeHa B 3arofioBky,
Oyna ogepxaHa 3 npomixHoi cnonyku A-11 ta 2-amiHo-N,6-aMmeTunbeHsamigy. XKXostun ocaga.

MS: M = 404,3 (M+H)"

Mpuknag 225: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  (4-
MEeTOKCUK-2-meTunkapbamoindgeHin)amig

r\J\NH O O~

OITIH

BignosigHo [o cnocoby, onncaHoro Ha ctagii 6 npuknagy 64, cnonyka, 3asHadeHa B 3arosioBKY,
Oyna ogepkaHa 3 npomixkHoi cnonykn A-11 Ta 2-amiHo-5-meToken-N-meTnnbeHsamigy. XKoeTtum ocag,.

MS: M = 420,2 (M+H)"

Mpuknag 226: 6-Unknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBoi  kucnotn  {5-[(2-
rigpokcieTun)metunkap6amoin]-1-metnn-1H-nipason-4-inamig

N

31
NS N
NN
N
OH

BignosigHo go cnoco®y, onucaHoro B lNMpuknaai 135, cnonyka, 3asHayeHa B 3arornioBky, Gyna
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ofepXaHa 3 BUKOPUCTaHHAM 2-(MeTunamMiHo)eTaHomMy Ha ocTaHHin cTagii. 2KoBTuii ocag.

MS: M = 436,2 (M-H)

Mpuknag 227: 6-Luknonponin-3-(nipuMiguH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  [5-
(isonponinmetunkap6amoin)-1-metun-1H-nipason-4-injamia

N
o
N SNH o

N/I N

T

BignoeigHo go cnocoby, onucaHoro B lMpuknaai 135, cnonyka, 3asHadeHa B 3arosfioBky, 6yna
OoAepKaHa 3 BUKopucTaHHsaM N-meTunnponaH-2-amiHy Ha ocTaHHin ctagii. >KosTui ocag.
MS: M = 434,3 (M-H)’
Mpuknag 228: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  (5-
10  pieTunkapbamoin-1-metun-1H-nipason-4-in)amig

N

!

NFSNH o /N\N
NN
~__N H P

BignosigHo po cnocoby, onucaHoro B [lMpuknagi 135, cnonyka, 3asHayeHa B 3aronoeky, Gyna
OofepaHa 3 BUKOPUCTaHHAM JieTunamMiHy Ha oCTaHHin ctagii. XKosTui ocag.
MS: M = 434,3 (M-H)
15 Mpuknag 229: 6-Lnknonponin-3-(nipumignH-5-inamiHo)nipasunH-2-kap6oHoBoi kucrnoTu [1-meTun-5-
(meTunnponinkap6amoin)-1H-nipason-4-injamig

N
o
ZSNH o =N

N/I N
N H

BignosigHo po cnocoby, onucaHoro B [lMpuknagi 135, cnonyka, 3asHayeHa B 3arosfioBky, Gyna
ofepxaHa 3 BukopuctaHHam N-metunnponaH-1-amiHy Ha ocTaHHin cTagii. 2KoBTun ocag.
20 MS: M = 434,3 (M-H)’
Mpuknag 230: 6-LUnknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBoi kucnoTtu {5-[eTun-(2-
rigpokcieTun)kapbamoin]-1-metun-1H-nipason-4-injamig
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BignoeigHo go cnocoby, onucaHoro B lNMpuknaai 135, cnonyka, 3asHaveHa B 3arorioBky, 6yna
O[epaHa 3 BUKOPUCTaHHAM 2-(eTunamiHo)eTaHomy Ha OCTaHHii cTagii. 2KoBTui ocag.
MS: M = 450,2 (M-H)’
5 Mpuknag 231: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipa3uH-2-kapboHoBoi kucnotu {1-metun-
5-[meTtun(teTparigponipaH-4-in)kap6amoin]-1H-nipazon-4-injamig

BignosigHo go cnocoby, onucaHoro B [lMpuknagi 135, cnonyka, 3a3HayeHa B 3arofoBky, Gyna
ofepxaHa 3 BukopuctaHHaM N-meTtunTeTparigpo-2H-nipaH-4-amiHy rigpoxnopuay Ha ocTaHHin cTagil.
10 >KoBTui ocag.
MS: M =476,1 (M-H)
Mpuknag 232: 6-Lwuknonponin-3-(nipumignH-5-inamiHo)nipa3uH-2-kapboHoBoi kucnotu {1-metunn-
5-[(TeTparigpodypaH-2-inmeTun)kapbamoin]-1H-nipason-4-injamig

L
|
NS“SNH o /N\N
N.MH&
t /;N NN
RS,
MpoaykT opepxanu, BUKOPUCTOBYIOUM SIK BUXIAHY Crnonyky npomikHy cnonyky A-11 (30 wmr, 0,12
15 MMoOrnb) Ta 4-aMmiHo-1-meTtun-N-((TeTparigpodypan-2-in)metun)-1H-nipason-5-kapbokcamig (34 wr,
0,15 mMmorb), BignoBigHO o cnocoby, onucaHoro B MNpuknagi 64, ctagia 6, y Burnagi XXoBToro ocagy
(24 wmr, 44 %).
MS: M = 464,4 (M+H)"

Mpuknag 233: 6-Uwnknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi kucnotu {1-etun-5-
20 [(TeTparigpodypan-2-inmeTun)kapbamoin]-1H-nipason-4-injamig
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MpoaykT oaepxanu, BUKOPUCTOBYIOUM SIK BUXiOHY CroOnyKy npomixHy cnonyky A-11 (30 wr, 0,12
MMoOrb) Ta 4-amiHo-1-eTnn-N-((TeTparigpodypaH-2-in)metnn)-1H-nipason-5-kapbokcamig, (36 mr, 0,15
MMOIb), BignoBigHO Ao cnocoby, onucaHoro B Npuknagi 64, ctagis 6, y Burnsagi xoeToro ocagy (37
Mr, 66 %).

MS: M = 478,3 (M+H)"

Mpuknag 234: 6-LUnknonponin-3-(nipuguH-3-inamiHo)nipasmH-2-kapboHoBoi kucnotu [5-(a3eTuamH-

N

| N

NHO

1-kap6oHin)-1-metun-1 H-nipason-4-|n]aM|,q

Cragia 1: AseTnguH-1-in-(2-metun-4-Hitpo-2H-nipason-3-in)metaHoH

Ho cycneHsii 2-metun-4-HiTpo-2H-nipason-3-kapboHoBoi  kucnotn (300 mr, 1,75 mMmonb),
asetmaunHy (354 mkn, 5,25 mmonb) Ta giisonponinetnnamidy (920 mkn, 5,26 mMonb) B eTunaueTtari
(7,5 mn) goganu umkniyHUM aHrigpug 1-nponaHdgocdgoHoBoi kucnotu (3,68 mn, 6,13 mmonk; 50 % B
etunauetarti) npu 0 °C. JlbogaHy 6aHio 3abpanu i nepemillyBaHHA MNPOOOBXWMM MPU KIMHATHIN
TemnepaTypi npotarom 40 roa. PeakuiiHy cymiw Bnvnu B etunauetat (100 mn) Ta ekctparysanu
OikapboHaToM HaTpilo (HAaCU4YEHNM BOAHMM PO34YMHOM), BOAOK Ta COMbOBUM PO34MHOM. BogHwuii wap
3BOPOTHO eKcTparyeanu eTunaueTaTomM, 06’egHaHi opraHiyHi asu BUCYLLIUN, BUNAPUIN Ta O4YUCTUIN
NPOAYKT LWAAXOM XpomaTtorpadii Ha cunikareni 3 BUMKOPUCTaAHHAM amiHHOT dasn Ta rpafieHTa
rentad/eTunauerat, ogepxasLu 6invn ocag (269 wr, 73 %).

MS: M =211,1 (M+H)"

Cragia 2: (4-AmiHo-2-mMeTun-2H-nipason-3-in)-aseTManH-1-inMmeTaHoH

[o po3ynHy aseTnauH-1-in-(2-metun-4-HiTpo-2H-nipason-3-in)metaHoHy (268 mr, 1,28 mmonb) B
etaHoni (4,5 mn) goganu Pd/C 10% (72 wr, 67,7 MKMOIb) i peakuinHy Cymill nepemiwysanu npu
KiMHaTHIM TemnepaTypi B aTtMocdepi BogHIO npoTarom 6 rog. PeakuiiHy cymiw BiaginsTpyBanu Ta
CKOHLIEHTpYBanu nig BakyymMOM Ta BUKOPUCTOBYBanu cipo-0invin ocag Ha HacTynHin ctagii 6e3
J00aTKOBOI OYUCTKM.

MS: M =181,1 (M+H)"

Cragia 3: 6-Uwnknonponin-3-(nipuamnH-3-inamiHo)nipasuH-2-kapboHoBoi kucnotn [5-(asetngunH-1-
kapboHin)-1-metun-1H-nipason-4-injamig

MpooykT opepXanu, BWKOPUCTOBYKOUM SIK  BUXiZHY CROMNyKy 6-umknonponin-3-(nipugmnH-3-
inamiHo)nipa3uH-2-kapooHoBy kucnoty (30 mr, 0,12 mmonb; lMpuknag 217, cragia 2) Ta (4-amiHo-2-
meTun-2H-nipason-3-in)asetngunH-1-inmetaHoH (27 wr, 0,15 mmonb), BignoeigHO [0 cnocoOy,
onucaHoro B [llpuknagi 64, cragiga 6, nicna ouyucTkn npenapatmsHolo BEPX 3 BukopucTtaHHAM
rpagieHTa aueToHiTpun/Boaa, y BUrnsidi CBIiTNo-KoBToro ocagy (37 mr, 75 %).

MS: M = 419,3 (M+H)"

Mpuknag 235: 6-Lnknonponin-3-(nipumignH-5-inamido)nipasunH-2-kap6oHoBoOI kucnoTu [1-meTun-5-
(2-meTunninepmamnH-1-kapboHin)-1H-nipason-4-injamig
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BignoeigHo go cnocoby, onucaHoro B lNMpuknaagi 135, cnonyka, 3a3HayeHa B 3aronoBky, Gyna
OAepKaHa 3 BUKOPUCTaHHAM 2-MeTUnninepnanHy Ha ocTaHHin ctagii. >KosTuin ocaa.

MS: M = 460,4 (M-H)’

Mpuknag 236: 3-[(4-{[6-Lmknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHinjamiHo}-2-
mMeTun-2H-nipason-3-kapboHin)amiHo]niponianH-1-kap©oHOBOT KNCNOTU TPeT-0yTUnoBuiA edip

L
N \H N
g Hi Lk 07{\
N N X

O H 0

Cragia 1: 4-AmiHo-2-meTun-2H-nipa3on-3-kapboHOBOI KNCNoTK eTnnosun eqip

[o po3unHy 2-meTun-4-HiTpo-2H-nipason-3-kapboHoBoi kucnotn etunosoro edipy (1,97 r, 9,89
MMONb; ogepxanu 3 2-meTun-4-HiTpo-2H-nipason-3-kapboHoBoi kucnoTu BignosigHo go WO
2009/026241) B EtOH (20 mn) B atmocdepi aproHy goganu 10% Pd/C (200 mr). CycneHsito YopHOro
KONbopy nepeMilyBanu Mpu KiMHaTHIK TemnepaTtypi B aTtmocdepi BogHio npotdarom 20 roa.
KatanisaTop BiagineTpyBanu ta npomunu EtOH. MNpoaykt ogepxanu B pesynbTaTi BUNapoBYBaHHA Y
BUIMAAI CBiTNo-kopryHeBoro macna (1,63 r, 97 %) Ta BMkopucToByBanu 6e3 4ogaTKOBOI O4MCTKN.

MS: M =170,2 (M+H)"

Crapia 2: 4-{[6-uuknonponin-3-(nipumignH-5-inamiHo)nipa3uH-2-kapboHinjamiHo}-2-meTun-2H-
nipa3on-3-kapboHOBOI KUCNOTK eTUNoBun edip

MpoayKT ogepanu, BUKOPUCTOBYIOUN SIK BUXIQHY CNonyKy npoMikHy cnonyky A-11 (950 wr, 3,69
MMOnb) Ta 4-amiHo-2-meTun-2H-nipason-3-kapboHoBoi kucrnotn etunosun edip (625 wmr, 3,69
MMOIb), BiANOBIgHO Ao cnocoby, onvcaHoro B MNpuknagi 64, ctagia 6, nicrna o4ncTkm xpomartorpadieto
Ha cunikareni 3 BUKOPUCTaHHAM rpafieHTa auxnopmeTaH/meTaHon y Burnsdi xoetoro ocagy (1,24 r,
82 %)

MS: M = 407,2 (M-H)’

Cragis  3: 4-{[6-uuknonponin-3-(nipumMignH-5-inamiHo)nipa3uH-2-kapOoHinjamiHo}-2-meTun-2H-
nipason-3-kapboHoBa kucroTa

Ho cycneHsii 4-{[6-unknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHinlamiHo}-2-meTnn-2H-
nipason-3-kapboHoBoi kucnotu etunosoro edipy (1,13 r, 2,77 mmonb) B eTaHoni (15 mn) Ta Boai (12
mn) goganu 1H. NaOH (3,32 mn) npu kiMHaTHin TemnepaTtypi B atMocdepi aproHy. >KOBTy CyCMeHsito
nepemiwysanu npu 85 °C npotarom 1 rog. [Micna BUCTUraHHa OO KiMHaTHOI TemnepaTtypu Cymill
06pobunm 1M HCI (3,3 mn) Ta nepemiwysanu npotsarom 30 xB. [NpoaykT 3ibpanu dinbTpadieto,
npomunu Bogoto Ta EtOH Ta Bucywmnu, ogepxasLum cBiTno-xostui ocag (1,0 r, 95 %).

MS: M =381,4 (M+H)"

Cragia 4: 3-[(4-{[6-Uuknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHinjamiHo}-2-meTun-2H-
nipason-3-kapboHin)amiHo]niponiguH-1-kapboHOBOI KMCNOTU TPeT-OyTUNOBUIA edip

MpoaykT opgepxanu, BUKOPUCTOBYIOYM SIK BuXigHy cnonyky 4-{[6-uuknonponin-3-(nipumiguH-5-
inamMiHo)nipa3uH-2-kapOoHin]amiHo}-2-meTun-2H-nipason-3-kap6oHoBy kucnoty (30 mr, 79 MkMorb) Ta
TpeT-6yTun-3-amiHoniponiguH-1-kapbokecmnnaty rigpoxnopug (23 wmr, 103 mkmonb), BignoBigHO A0
cnocoby, onucaHoro B [lpuknagi 64, cragis 6, nicns ouucTkM npenapatvBHo BEPX 3
BMKOPUCTaHHAM rpagieHTa aueToHITpun/Boaa, y BUrmsgi »koeToro ocagy (28 mr, 65 %).

MS: M = 549,5 (M+H)"

Mpuknag 237: 6-Lnknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBoi kucnotn {1-metun-
5-[meTun-(2,2,2-tpudptopetun)kapdbamoin]-1H-nipason-4-injamig
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BignosigHo po cnocoby, onucaHoro B [lMpuknaai 135, cnonyka, 3asHayeHa B 3aronoBsky, 6yna
OAepXXaHa 3 BUKOPUCTAHHAM 2,2,2-TpudTtop-N-MeTuneTaHaminy rigpoxnopuay Ha OCTaHHin cTagil.
>KoBTum ocag.

MS: M = 474,2 (M-H)

Mpuknag 238: 6-Unknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBoi  kucnotn  [5-
(umknonponinmetunkap6amoin)-1-metun-1H-nipason-4-injamig

BignosigHo go cnocoby, onucaHoro B lMpuknagi 135, cnonyka, 3a3HadeHa B 3arofioBky, Oyna
ofepxaHa 3 BUKOpUCTaHHAM N-MeTurnuumknonponaHaMiHoOKcanaTty Ha OCTaHHin cTagii. KosTuii ocag.

MS: M =432,2 (M-H)

Mpuknag 239: 6-Lnknonponin-3-(nipumigmH-5-inamido)nipasunH-2-kap6oHoBoi kucnoTu [1-meTun-5-
(2—MeTmnniponi,u,|/|H-l-Kap60Hin)-1H-nipa3on-4-in]aMip,

‘J\NH o =N
N
BignosigHo go cnocoby, onucaHoro B [lMpuknagi 135, cnonyka, 3asHayeHa B 3arofioBky, Gyna
OfEepaHa 3 BUKOPUCTaHHAM 2-MeTUMMiponignuHYy Ha OCTaHHin cTagii. >KoBTun ocag,.
MS: M = 446,2 (M-H)

Mpuknag 240: 6-Lnknonponin-3-(nipumignH-5-inamido)nipasunH-2-kap6oHoBoi kucnoTu [1-meTun-5-
(meTunokcetaH-3-inkapbamoin)-1H-nipason-4-injamig

N
!
Z>NH =N

N
H
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BignosigHo po cnocoby, onucaHoro B [lMpuknagi 135, cnonyka, 3asHayeHa B 3aronoBsky, 6yna
ofepxaHa 3 BukopuctaHHam N-meTun-3-okceTamiHgocdaTy Ha ocTaHHIn cTagii. >KosTuin ocag,.

MS: M = 448,3 (M-H)’

Mpuknag 241: 6-Lluknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBOI KMCNoTu [1-meTnn-5-
(1-meTunninepnaun-3-inkapb6amoin)-1H-nipason-4-injamig,

MpooykT ogepxanu, BMKOPUCTOBYHOUM K BUXigHY cnonyky 4-{[6-unknonponin-3-(nipumignH-5-
inamiHo)nipa3auH-2-kapboHinjamiHo}-2-meTun-2H-nipason-3-kapboHoBy kucnoty (25 wmr, 66 Mkmonb;
Mpuknag 236, ctagia 3) Ta 1-meTunninepuauH-3-inamiHy gurigpoxnopug (12 mr, 66 MKmonb),
BignoBigHO Ao cnocoby, onncaHoro B lNMpuknaai 64, cragis 6, nicns ouncTkn npenapaTtueHoto BEPX 3
BMKOPUCTaHHAM rpagieHTa aueToHiTpun/Boaa, y Burnsagi xxostoro ocagy (11 mr, 33 %).

MS: M = 477,3 (M+H)"

Mpuknag 242: 6-Lnknonponin-3-(nipumigmH-5-inamiHo)nipasnH-2-kap6oHoBoi kucrnoTu [1-meTun-5-
(1-meTunninepuamnH-4-inkapbamoin)-1H-nipason-4-injamig

MpoaykT opgepxanu, BUKOPUCTOBYIOYM K BuXigHy cnonyky 4-{[6-uuknonponin-3-(nipumiguH-5-
inamMiHo)nipa3uH-2-kapOoHin]amiHo}-2-meTun-2H-nipa3on-3-kapboHoBy kucnoty (25 wmr, 66 MKmonb;
Mpuknag 236, ctagisa 3) Ta 1-meTunninepuguH-4-inamin (10 mr, 85 Mkmone), BignNoBiAHO 4O crnocoby,
onucaHoro B [puknagi 64, crtagia 6, nicns oyucTkM npenapatmBHoo BEPX 3 BukopuUCTaHHAM
rpagieHTa aLeToHiTpun/Boaa, y surnsgi xxostoro ocagy (17 mr, 50 %).

MS: M = 477,2 (M+H)"

Mpuknag 243: 6-Uwnknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBoi  kucnotn  [5-
meTunkapbamoin-1-(tetparigpodypaH-2-inmeTtun)-1H-nipason-4-injamig

N
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BignosigHo go cnocoby, onucaHoro B lMpuknagi 132, cnonyka, 3a3HayeHa B 3arosfioBky, byna
ofepxaHa 3 BMKOPUCTaHHAM 2-nogomeTtunteTparigpodypaHy Ha cTagii 1 Ta MeTunaminy
rigpoxriopuay Ha ocTaHHin ctagii. KoBTui ocag.

MS: M = 462,3 (M-H)’

Mpuknag 244: 6-Lmknonponin-3-(nipymignH-5-inamiHo)nipasunH-2-kapboHoBoi  kucnotn  [5-(2-
rigpokcu-2-meTunnponinkapbamoin)-1-(teTparigpodypaH-2-inmetnn)-1H-nipason-4-injamig
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BignosigHo po cnocoby, onucaHoro B lNMpuknagi 132, cnonyka, 3a3HayeHa B 3aronosky, Gyna
OoZlepXXaHa 3 BUKOPUCTaHHAM 2-nogomeTunteTtparigpodypaHy Ha ctagii 1 Ta 1-amiHo-2-meTunnponax-
2-ony Ha ocTaHHin cTagii. KoBTuii ocaa.
MS: M =520,3 (M-H)’
Mpuknag 245: 6-Unknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBoi  kucrotn  {5-[(2-
dpropeTun)meTunkapbamoin]-1-metun-1H-nipason-4-injamig
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BignosigHo po cnocoby, onucaHoro B [lMpuknagi 135, cnonyka, 3asHayeHa B 3aronoeky, Gyna
ofepxXaHa 3 BUKOPUCTaHHAM 2-pTop-N-meTuneTaHamiHy rigpoxnopuay Ha ocTaHHin cTagii. XKosTui
ocag.

MS: M =438,2 (M-H)

Mpuknag 246: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  {2-
[MeTun(TeTparigponipaH-4-in)kapbamoin]nipuguH-3-intamig
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N/| H\N
~ N o N/
(@]

BignosigHo go cnocoby, onucaHoro B MNpuknagi 97, cnonyky, 3a3Ha4veHy B 3arofioBKy, ogepanu,
BMKOPUCTOBYIOUN 3-aMiHOMNiKomMiHOBY kucnoTy Ta N-meTtunteTparigpo-2H-nipaH-4-aminy rigpoxnopug
Ha nepuwin ctagii. >KosTun ocag,.

MS: M = 236,2 (M+H)"

Mpuknag 247: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipa3uH-2-kapboHoBoi kucnotu {1-metun-
5-[meTtun-(1-metunniponigunx-3-in)kapbamoin]-1H-nipason-4-infamig

N
P
NASwH o =N

N7 N
| H /
N N
’ Z}
N
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MpooykT ogepxanu, BUMKOPUCTOBYHOUM SIK BUXIOHY cnonyky 4-{[6-unknonponin-3-(nipumignH-5-
inamiHo)nipa3uH-2-kapboHin]amiHo}-2-meTun-2H-nipason-3-kapboHoBy kucnoty (25 mr, 66 MKmorb;
Mpuknag 236, crtagis 3) Ta N,1-gumetunniponigun-3-inamin (10 mr, 85 Mkmonb), BignosigHO A0
cnocoby, onucaHoro B [lpuknagi 64, crtagis 6, nicns ouucTkM npenapatvBHo BEPX 3
BMKOPWCTaHHAM rpagieHTa aueToHiTpun/Boaa, y Burnsagi xkostoro ocagy (12 mr, 35 %).

MS: M = 477,3 (M+H)"

Mpuknag 248: 6-Limuknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBOi kucnotn {2-[meTtun-
(2,2,2-TpncbTopeTnn)kapbamoin]nipnanH-3-intamig

N
)
NP SNH 2
NP N\N
H

BignosigHo oo cnocoby, onucaHoro B MNpuknagai 97, cnonyky, 3asHadeHy B 3arosfiloBKy, ogeparnu,
BUKOPUCTOBYOYM 3-aMiHONIKOMIHOBY KMCMOTY Ta 2,2,2-TpudTop-N-MeTunetaHamiHy rigpoxnopua Ha
nepwin ctagii. >osTui ocag.

MS: M = 234,1 (M+H)"

Mpuknag 249: 6-Unknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBoOi  kucnotn  [2-
(umknonponinmeTunkapbamoin)nipnanH-3-injamig

NH O /I
N N\N
I H

=N 0 N/

BignosigHo go cnocoby, onucaHoro B MNpuknagi 97, cnonyky, 3asHayeHy B 3arofioBKy, OAepXanu,
BMKOPUCTOBYHOUN 3-aMiHOMIKOMIHOBY KUCNOTY Ta N-mMeTunumnknonponaHamiHokcanaT Ha neplin cragil.
>KoBTum ocag.

MS: M = 234,1 (M+H)"

Mpuknag 250: 6-Unknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBoi  kucnotn  [5-
mMeTunkapbamoin-1-(tetparigpodypaH-3-in)-1H-nipason-4-injamig

N

&

NZSNH o
N)}/KN

N

I

BignosigHo go cnocoby, onucaHoro B lMpuknagi 132, cnonyka, 3asHayeHa B 3arosfioBky, Gyna
ofepxaHa 3 BUKOPUCTAHHAM TeTparigpodypaH-3-iny TpudTopmeTaHcynbdoHaTy Ha ctagii 1 Ta
MeTUnamiHy riapoxnopuay Ha ocTaHHin ctagii. 2KoBTuii ocag.

MS: M = 448,2 (M-H)

Mpuknag 251: 6-Unknonponin-3-(nipumignH-5-inamido)nipasunH-2-kap6oHoBoOI kucnoTu [1-meTun-5-
(niponigmK-3-inkap6amoin)-1H-nipason-4-injamig
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PosunH  3-[(4-{[6-umknonponin-3-(nipumianH-5-inamiHo)nipa3unH-2-kapboHin]amiHo}-2-meTnn-2H-
nipason-3-kapboHin)amiHo]niponianH-1-kapboHoBOi kucnotu TpeT-6yTunosoro edipy (38 wmr, 69
mkmonb; Mpuknaa 236) B 1,4-giokcani (0,38 mn) o6pobunu HCI B giokcaHi (4M; 380 mkn, 1,5 mmonsb) i

5 peakuinHy Ccymill nepemilyBannm npuW KiMHaTHIn TemnepaTypi npotarom 4 rod. [lpeuwnitaT
BiAiNnbTpyBanu Ta BUCYLIMNW, OepXKaBLUM NPOAYKT Yy BUrMsA4i )oBToro ocagy (25 mr, 75 %).

MS: M = 449,3 (M+H)"

Mpuknag 252: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipasvH-2-kapboHoBoi  kucrnotn  [2-(2-
MeTvu'lniponip,mH-l-Kap60Hin)nipMp,MH-3-in]aMip,

r\J\NH o =

\ N =N

/NH N

BignosigHo oo cnocoby, onucaHoro B Npuknagi 97, cnonyky, 3a3HayeHy B 3arofioBKy, OAepXxanu,
BUKOPUCTOBYIOYUN 3-aMiHONIKOMIHOBY KUCMOTY Ta 2-MeTunniponianH Ha nepLwin ctagii. >KoeTui ocag.
MS: M = 445,4 (M+H)"
Mpuknag 253: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipasvH-2-kapboHoBoi  kucrnotn  [2-(2-
15 MeTunninepuanH-1-kapGoHin)nipuanH-3-injamig

N
N(J\NH o M
L

BignosigHo o crnoco®y, onucaHoro B MNpuknagi 97, cnonyky, 3asHadeHy B 3arosfioBKy, ogeparnm,
BMKOPUCTOBYIOUMN 3-aMiHOMIKOMIHOBY KMCMOTY Ta 2-MeTunninepuavH Ha nepwin ctagii. >KosTui ocag.
MS: M = 449,4 (M+H)+
Mpuknag 254: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  [2-(3-
20 MeTunmopdoniH-4-kapboHin)nipnanH-3-injamig

i
|
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N ONT Y
Il N H
07 NTY
)\/O
BionosigHo o cnocoby, onucaHoro B MNpuknagi 97, cnonyky, 3a3HadyeHy B 3arofioBKy, ogepxanu,
BUKOPUCTOBYHOUN 3-aMiHONIKOMIHOBY KUCMOTY Ta 3-MeTunMopdoniH Ha nepLuin ctagii. >KoBTui ocag.
MS: M = 461,4 (M+H)"
Mpuknag 255: 6-Unknonponin-3-(nipumignH-5-inamiHo)nipa3uH-2-kapboHoBoi kucnotn (1-metun-
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5-{[(S)-1-(TeTparigpodypaH-2-in)meTnnikapbamoin}-1H-nipason-4-in)amig

MpoaykT opgepxanu, BUKOPUCTOBYHOYM SIK BUXigHy cnonyky 4-{[6-umnknonponin-3-(nipumignH-5-
inamiHo)nipasnH-2-kapboHin]amiHo}-2-meTun-2H-nipason-3-kapboHoBy kucnoty (30 mr, 79 MKMOnb;
Mpuknapg 236, ctagis 3) Ta (S)-(TeTparigpodypaH-2-in)metaHamiH (15 mkn, 142 MKMonb) BigNoBigHO
Ao cnocoby, onucaHoro B [lpuknagi 64, cragia 6, nicna ouncTkM npenapatvMBHoto BEPX 3
BMKOPUCTaAHHAM rpajieHTa aueToHiTpun/soaa, y Burnsgi xxostoro ocagy (31 mr, 84 %).

MS: M = 464,3 (M+H)"

Mpuknag 256: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipa3uH-2-kapboHoBoi kucnotu (1-metun-
5-{[(R)-1-(teTparigpodypaH-2-in)meTunn]kapbamoin}-1H-nipaszon-4-in)amig

N
(A
“ N
’d
N
N | H /I/,, O

SN OH'Q

MpooykT ogepxanu, BUMKOPUCTOBYHOUM K BUXIgHY cnonyky 4-{[6-unknonponin-3-(nipumignH-5-
inamiHo)nipa3uH-2-kapboHinjamiHo}-2-meTun-2H-nipason-3-kapboHoBy kucnoty (30 mr, 79 MKmoOnb;
Mpuknag 236, ctagis 3) Ta (R)-(teTparigpodypaH-2-in)metaHamid (15 mkn, 142 Mkmonb), BignoBigHoO
Ao cnocoby, onucaHoro B [lpuknagi 64, crtagia 6, nicna ouyucTkm npenapatuBHolo BEPX 3
BUKOPUCTAHHAM rpajieHTa aLeToHiTpun/Boaa, y Burnsai »xostoro ocagy (35 mr, 96 %).

MS: M = 464,3 (M+H)"

Mpuknag 257: 6-Luknonponin-3-(nipumianH-5-inamiHo)nipa3uH-2-kapboHoBoi kucnotu {1-metun-
5-[meTun(tetparigpodypaH-2-inmetun)kapbamoin]-1H-nipason-4-intamig

r\J\NH 0 =N

NZ N

~ N H N/

O 0

BignosigHo go cnocoby, onucaHoro B lMpuknagi 135, cnonyka, 3a3HayeHa B 3arosfioBky, Gyna
ofepxaHa 3 BuKopucTaHHsaM N-meTun-1-(TeTparigpodypaH-2-in)MeTaHamiHy Ha OCTaHHIn cTagil.
>KoBTu ocag.

MS: M = 476,2 (M-H)’

Mpuknag 258: 6-Metokcu-3-(nipumignH-5-inamiHo)nipa3uH-2-kapboHoBoi kucnotn (1-metun-5-
meTunkapbamoin-1H-nipason-4-in)amig
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Cragisa 1: Metun-3-(6ic(TpeT-6yToKCcnkapOoHin)amiHo)-6-MeToKkcunipasuH-2-kapbokcunaT

[o posunHy meTtun-3-(6ic(Tpet-6yTokcmkapboHin)amiHo)-6-6pomnipasuH-2-kapbokcunaTty (500 wmr,
1,16 mmonb; MNpuknag A-10, ctagis 1) B8 MeOH (10 mn) goganu metokema HaTpito (30%; 280 mkn, 1,5
MMOMb) MpK KIMHaTHIN TemnepaTypi Ta NPOOOBXUNN MepeMillyBaHHA NpU KiMHATHIN TemnepaTypi
npotarom 2 rog. PeakuinHy cymiw Bnunu B etunauetart (75 mn) Ta ekctparyBanu rigpocynbgartom
kanito (10%). OpraHiyHy a3y npoMunu BOOOK Ta COMbOBUM PO3YMHOM i BOAHI LIapu 3BOPOTHO
ekcTparyBanu etunauetatoM. OpraHiyHi Wwapy BUCYLIMIW Ta BUNApWIM i ogepxanu npogykT nicns
OYUCTKM XpoMaTorpadpieto Ha cunikareni 3 BUKOPUCTaHHAM rpadieHTa renTtan/eTunauertar y Burnagi
6e3bapsHoro ocagy (320 mr, 71 %).

MS: M = 284,1(M-Boc +H)"

Cragis 2: 3-AMiHO-6-MeToKcuMipasnH-2-kapboHOBOT KMCIOTU MeTuroBu edip

MpoaoykTt  oagepxanu, BMKOPWUCTOBYIOYM  AK  BUXigHYy  cnonyky  meTtun-3-(bic(TpeT-
OyTokcukapboHin)amiHo)-6-MeTokcunipasnH-2-kapbokcunat (140 wr, 0,36 mmonb), BignosigHO OO
cnocoby, onucaHoro B MNMpuknaai A-12, ctagia 3, 6e3 xpomaTtorpadiyHOi OYUCTKM Yy BUMMSAI )KOBTOro
ocagy (65 wmr, 97 %).

MS: M = 184,1 (M+H)"

Cragia 3: 6-MeTokcu-3-(nipumignH-5-inamiHo)nipa3uH-2-kapboHOBOT KUCMOTU METUNOBUI edip

Cymiw  3-amiHO-6-meTOKCUMipa3nH-2-kapboHOBOi kncnotn meTtunosoro edipy (65 wr, 355
MKMOnb), 5-6pomnipuaunHy (84,6 wmr, 532 mMkmonb) Ta kapboHaTy uesito (162 mr, 497 mMKMonb) B
giokcaHi (1,5 mn) obpobunu Tpuc(gubeHsunigeHaueToH)aunanagito(0) xnopodopMHMM aaayKToM
(36,7 mr, 35,5 Mkmonb) Ta kcaHTdocom (67,8 mr, 117 MKMoOnb) B aTMocdepi aproHy i peakuinHy
cymiw nepemiwysanu npu 110 °C npotarom 16 rog. lNicna BUCTUraHHA 0O KIMHATHOI TemnepaTypu,
peakuinHy cymiw po3baBunu cymiwwwio aueToHiTpun/sBoga. [lpeunniToBaHMM ocap BigCcMOKTanw,
npoMunu cymiwo aueTtoHitpun/soga, TI® ta MeOH i Bucywinnn, ogepxasLlum NPOAYKT Y BUrnaai
xoBToro ocagy (57 wmr, 55,3 %).

MS: M =262,2 (M+H)"

Cragisa 4: 6-MeTokcu-3-(nipumignH-5-inamiHo)nipa3uH-2-kapboHoBa kucnoTa

MpooykT ofgepxanu, BUKOPUCTOBYKUM SK  BUXIOHY CMOMyKy 6-mMeTokcu-3-(mipumignH-5-
inamiHo)nipa3uH-2-kapboHoBoi kucrnotn metunosun edpip (55 wmr, 0,19 mmonb), BignosigHO A0
cnocoby, onucaHoro B lMNMpuknagi A-11, y Burnagi >kostoro ocaay (52 mr, 99 %).

MS: M = 246,3 (M-H)’

Crapgia 5 6-MeTokcu-3-(nipumigmH-5-inamiHo)nipasunH-2-kapboHoBoi  kucnotn  (1-meTtun-5-
mMeTunkapbamoin-1H-nipason-4-in)amig

MpooykT opepxanu, BUKOPUCTOBYHOUM SK  BUXIOHY CMAOMAYKY  6-meTokcu-3-(nipumiguH-5-
inamiHo)nipa3uH-2-kapboHoBy kucnoty (50 wmr, 0,18 Mmonb) Ta 4-amiHo-2-meTun-2H-nipason-3-
kapboHOBOI kncnotu metunamig (36 mr, 0,23 Mmorb) BignoBigHO 4o cnocoby, onucaHoro B Mpuknagi
64, cTagisa 6, nicna oumcTkmn npenapaTtmneHo BEPX 3 BukopucTaHHAM rpagieHTa aueToHiTpun/soga, y
BUIMAgi >koBTOro ocagy (16 mr, 22 %).

MS: M = 384,2 (M+H)"

Mpuknag 259: 6-Uwnknonponin-3-(nipumignH-5-inamiHo)nipasunH-2-kapboHoOBOI Kncnotu (6-xnop-4-
mMeTunkapbamoinnipuguH-3-in)amig
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BignosigHo go cnoco®y, onucaHoro B [Mpuknagi 97, cnonyka, 3a3HavyeHa B 3aronioBky, byna
OAep’KaHa 3 BUKOPUCTaAHHAM 5-aMiHO-2-XM0pPi30HIKOTUHOBOI KACIOTM Ta MeTUaMiHy rigpoxnopuagy Ha
cTagii 1. >KosTun ocag.

MS: M =423,0 (M-H)

Mpuknag 260: 6-Luknonponin-3-(nipumMignH-5-inamiHo)nipa3uH-2-kapboHOBOI KUCNOTH [6-xnop-4-
(2-rigpokcmn-2-meTunnponinkapbamoin)nipnanH-3-injamig

7S

|J\

N~ NH O /N Cl
N/

I N
H

NN 07 “NH

OH
BignoeigHo go cnocoby, onucaHoro B [Mpuknagi 97, cnonyka, 3a3HavyeHa B 3arofoBky, byna
Ofep)XaHa 3 BMKOPUCTAHHAM 5-aMiHO-2-XMNOpi3OHIKOTUHOBOI KMCNOTKM Ta 1-amiHO-2-meTunnponaH-2-
ony Ha ctagii 1. >KoBTun ocag.
MS: M =481,1 (M-H)
Mpuknag 261: 6-Luknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMCNOTK (4-LiaHo-2-

meTunkapbamoindgeHin)amig
N
Do
=
NP SN o
N)\HLH
N o NH

BignosigHo po cnocoby, onucaHoro B [Mpuknagi 97, cnonyka, 3asHadeHa B 3aronioBky, byna
ofepXaHa 3 BUKOPUCTAHHAM 2-aMiHO-5-LjiaHOOEH30MHOT KMCNOTM Ta MeTunamiHy rigpoxnopugy Ha
ctagii 1. >KosTui ocag.

MS: M =413,1 (M-H)’

Mpuknag 262: 6-Luknonponin-3-(nipumigmH-5-inamiHo)nipasnH-2-kap6oHOBOI KUCHOTH [4-LiaHo-2-
(2-rigpokcm-2-meTunnponinkapbamoin)deHinjamig

N
ﬁ\j\ P
N S\NH 0 ~
N)YLN
N H
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BignosigHo go cnocoby, onucaHoro B [Npuknagi 97, cnonyka, 3a3HayeHa B 3aronioBky, Gyna
ofepxaHa 3 BUKOPUCTAHHAM 2-aMiHO-5-LiaHO6eH30MHOI KMcnotTu Ta 1-amiHo-2-meTunnponaH-2-ony
Ha cTtagii 1. XXoBTumn ocag.

MS: M =481,1 (M-H)

Mpuknag 263: 6-Lumknonponin-3-(nipumignH-5-inamido)nipasuH-2-kapboHoBoi  kucnotn  (3,4-
anveTun-2-meTtunkapbamoindeHin)amia

N
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N~“SnH o

U
N O” "NH
I
Cragis 1: MeTun-6-(6-unknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapbokcamigo)-2, 3-

aumeTmnnbeHsoaT

BignosigHo 0o cnocoby, onucaHoro Ha ctagii 6 npuknagy 64, cnonyka, 3asHadeHa B 3arosfioBKy,
Oyna ogepxaHa 3 A-11 Ta meTnn-6-amiHo-2,3-gumetmunodeHsoaTy. XXoBTuiA ocaa.

MS: M = 419,3 (M+H)"

Cragis 2: 6-{[6-Lunknonponin-3-(nipumignH-5-inamiHo)nipa3uH-2-kapboHinjamiHo}-2,3-
AMMeTUNOEH30MHA K1cnoTa

Hdo  po3unmHy  meTun-6-(6-umknonponin-3-(nipumiamH-5-inamiHo)nipasunH-2-kapbokcamigo)-2,3-
anmeTtunbensoaty (0,05 r, 119 mkmone) B mipuaunHi (1 Mn) npu KiMHaTHI TemnepaTypi B aTMocdepi
aproHy goganu nogug nitito (125 mr, 932 mkmonb). Cymiw Harpisanu npu 100° npoTtsarom 16 rog.
Po3umHHKUK BUnapunu. CupoBuii npoaykT 6e3nocepeaHb0 BUKOPUCTOBYBANM Ha HACTYMHI cTagii.

Cragiqa 3: 6-Limknonponin-N-(3,4-gumetun-2-(metunkapbamoin)deHin)-3-(nipumignH-5-
inamiHo)nipa3uH-2-kapbokcamig

BignosigHo 0o cnocoby, onucaHoro Ha ctagii 3 npuknagy 99, cnonyka, 3asHadeHa B 3arofioBKy,
Oyna opgepxaHa B3aemofieto HeouuweHol 6-{[6-uuknonponin-3-(nipumMignH-5-inamiHo)nipasunH-2-
KapboHin]amiHo}-2,3-anmMeTun6eH30MHOI KUCNOTK 3 MeTunamiHy rigpoxnopuaom. XKoBTui ocag,.

MS: M = 418,3 (M+H)"

Mpuknag 264: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  [1-(2-
rigpokcieTun)-5-meTunkapb6amoin-1H-nipason-4-injamig
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Cragia 1: 6-Luknonponin-N-(5-(MeTunkapbamoin)-1-(2-(Tetparigpo-2H-nipaH-2-inokcu)etunn)-1H-
nipason-4-in)-3-(nipyumigmH-5-inamiHo)nipasnH-2-kapbokcamig

BignosigHo go cnocoby, onucaHoro B lMpuknagi 132, cnonyka, 3asHayeHa B 3arosfioBky, Gyna
ofepxaHa 3 BUKOPUCTaHHSAM 2-(2-6GpomoeTokcu)TeTparigpo-2H-nipaHy Ha ctagii 1 Ta meTunamiHy
rigpoxriopuay Ha ocTaHHin cTagii. >KoBTui ocag.

MS: M = 508,3 (M+H)"

Cragisa 2: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipasmH-2-kapboHoBoi  kucnotn  [1-(2-
rigpokcieTun)-5-meTunkapb6amoin-1H-nipason-4-injamig

Ho cycneHsii 6-uuknonponin-N-(5-(metTunkapbamoin)-1-(2-(teTparigpo-2H-nipaH-2-inokcu)etun)-
1H-nipason-4-in)-3-(nipumignH-5-inamiHo)nipasuH-2-kapbokcamigy (0,07 r, 138 mkmonb, eks: 1,00)
npu KiMHaTHIn Temnepatypi B atmocdepi aproHy B MeOH (2,7 mn) gogann kaTtaniTUyHy KinbKicTb
napa-TonyoncynbgoHoBoi kucrnotu. Cymiw nepemiwysanu npu 70° npotarom 1 roa. Po3unHHMK
BUMNApunn. 3anuok PO3YNHUIN B ONXITOPMETAHI, NOTIM NpoMuny Bogok. OpraHiyHui wap BUCYLLWUN
Hag MgSO,, BigdinbTpyBanu Ta Bunapunu. CMpoBUIA NPOAYKT OYUCTUIM LUNAXOM XpoMatorpadii Ha
cunikareni 3 BUKOPUCTaHHAM rpagieHTa amxnopmeTtaH/MeOH 3 ogepXaHHsIM Cnosyku, 3a3Ha4vyeHoi B
3aronosky (53 mr, 91%), y BUrnagi »xoBToro ocagay.
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MS: M = 424,1 (M+H)"
Mpuknag 265: 6-Unknonponin-3-(nipumignH-5-inamiHo)nipa3uH-2-kapboHoBoi  kucrnotn  (6-
umknonponin-2-gumeTtunkapbamoinnipugnH-3-in)amig
< |
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BignosigHo po cnocoby, onucaHoro B [lpuknagi 99, etun-3-amiHo-6-LuMKnonponinnikoniHaT
(Mpuknag A-1, cTagia 1) nepeTBOpIOBanyM Ha CMoNyKy, 3a3HayeHy B 3arofioBKy, 3 BUKOPUCTaAHHSM Ha
OCTaHHIl cTagii aumeTmnaminy rigpoxnopugy. >KosTtuin ocaa.

MS: M = 443,2 (M-H)’

Mpuknag 266: 3-(MipumiguH-5-inamiHo)-6-(R)-TeTparigpodypaH-3-innipa3uH-2-kapboHoBoT
kucnotu (1-metun-5-meTtunkapbamoin-1H-nipason-4-in)amig
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Cragia 1: 3-AmiH0-6-(R)-(TeTparigpodypaH-3-in)nipa3unH-2-kapboHOBOI KUCNOTU METUNOBUI edip

MpoaykT ogepxanu pa3om 3 MOro eHaHTIOMepPOM, BUKOPUCTOBYIOUM AK BUXIAHY CMOMYKY 3-amiHo-
6-(cpypaHn-3-in)nipasnH-2-kapboHOBOI kMcrnoTn metunosun edip (1,7 r, 7,76 MMornb) BigNoBigHO A0
cnocoby, onucaHoro B MNpuknagi A-16, ctagia 2, nicns o4McTkM XipanbHow npenapatveHoio BEPX 3
BUKOpUCTaHHAM koroHku Chiralpak AD Ta rpagieHTa EtOH/rentaH y Burnsai ceiTno-xoBToro ocagy
(118 wr, 6,75 %).

MS: M = 224,1 (M+H)"

Cragia 2: 3-(MipumiguH-5-inamiHo)-6-(R)-(TeTparigpodypaH-3-in)nipasuH-2-kapboHOBOI KNMCNOTH
MeTuIroBuin edip

MpoaykT ogepanu, BUKOPUCTOBYKOUM SK BUXigHY cnomnyky 3-amiHo-6-(R)-(TeTparigpodypaH-3-
in)nipasuH-2-kapboHoBoi kucnotn metunosun edip (110 mr, 0,49 mmonb), BigNOBIAHO A0 cnocoby,
onucaHoro B [Mpuknagi A-16, ctagia 3, micna ouncTku npenapatmeBHo BEPX 3 BMKOpUCTaHHAM
rpagieHTa aueToHiTpun/Boaa, y BUrnsiAi CBiTNo-oBToro ocagy (23 mr, 15 %)

MS: M = 302,1 (M+H)"

Cragia 3: 3-(MipumiguH-5-inamiHo)-6-(R)-TeTparigpodypaH-3-innipa3uH-2-kapboHoBoi kucnotn (1-
MeTun-5-meTunkapbamoin-1H-nipason-4-in)amig

MpoaoykT opepxanu, BUKOPUCTOBYKOUM $SK BUXIAHY cnonyky 3-(nipumignH-5-inamiHo)-6-(R)-
TeTparigpodypaH-3-innipa3unH-2-kapboHOBOi KMCIOTU MeTunosBui edip (23 mr, 76 Mkmonb) Ta 4-
amiHo-2-meTun-2H-nipa3on-3-kapboHoBoi kucnotu metunamig (35 mr, 228 Mkmonb), BignoBigHO 00
crnocoby, onucaHoro B [Mpuknagi 104, nicna ouncTkm npenapatmBHow BEPX 3 BukopucTaHHAM
rpagieHTa aueToHiTpun/Boaa, y Burnsigi »xostoro ocagy (23 mr, 70 %).

MS: M = 424,2 (M+H)"

Mpuknag 267: 3-(MipnmiguH-5-inamiHo)-6-(S)-TeTparigpodypan-3-innipasuH-2-kapboHoBOI
kucnotu (1-metun-5-metunkapbamoin-1H-nipason-4-in)amig
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Cragia 1: 3-AmiHO-6-(S)-(TeTpariapodypaH-3-in)nipasunH-2-kapboHOBOI KUCNOTU METUNOBUI edip

MpoaykT ogepxanu pasoM 3 WOro eHaHTIOMEPOM, BUKOPUCTOBYIOUM SIK BUXIOHY CMOMYyKy 3-amiHO-
6-(dpypaHn-3-in)nipasunH-2-kapboHOBOI KMCNOTU MeTunosun edip (1,7 r, 7,76 MmMonb), BignoBigHO A0
cnocoby, onucaHoro B [Npuknagi A-16, ctagia 2, nicns o4McTkM XipanbHoW npenapaTtusHolo BEPX 3
BMKOpUCTaHHAM KOmnoHku Chiralpak AD Ta rpagieHta EtOH/rentaH y Burnsagi cBiTno-xoBTOro ocagy
(116 wr, 6,6 %).

MS: M = 224,1 (M+H)"

Cragia 2: 3-(MipumignH-5-inamiHo)-6-(S)-(TeTparigpodypaH-3-in)nipasuH-2-kapOboHOBOI KUCIOTH
MeTUNoBUIN edip

MpooykT opepxanv, BUKOPUCTOBYHOUM SIK BUXIOHY Cnonyky 3-amiHo-6-(S)-(teTparigpodypaH-3-
in)nipa3uH-2-kapboHoBoi kucnotn metunosui edip (110 mr, 0,49 mmonsb), BignoBiaHO Ao cnocoby,
onucaHoro B lpuknagi A-16, ctagia 3, nicns o4nucTkM npenapatmBHoo BEPX 3 BUKOpUCTaHHAM
rpagieHTa aueToHiTpun/Boaa, y BUrmMsai CBiTNo-xoBToro ocagy (54 mr, 36 %)

MS: M =302,1 (M+H)"

Cragia 3: 3-(MNipumigmH-5-inamiHo)-6-(S)-TeTparigpodypaH-3-innipa3unH-2-kapboHoBoi knucnotm (1-
meTun-5-metunkapbamoin-1H-nipason-4-in)amig

MpooykT opepXanu, BUKOPUCTOBYIOMM SK BUXigHY cnonyky 3-(nipyumiguH-5-inamiHo)-6-(S)-
TeTparigpodypaH-3-innipa3unH-2-kapboHoBoi kucnotu metunosun edip (30 mr, 0,1 mmone) Ta 4-
amiHo-2-meTun-2H-nipa3on-3-kapboHoBoi kucnotn metunamig (46 mr, 0,3 mmornb) BignoBigHO 00
crnocoby, onucaHoro B [Mpuknagi 104, nicna ouncTkm npenapatmBHoo BEPX 3 BMKOpucCTaHHAM
rpagieHTa aLeToHiTpun/Boaa, y BUrnsAi »xostoro ocaay (28 mr, 66 %).

MS: M = 424,2 (M+H)"

Mpuknag 268: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn — (2-
AvmMeTunkapbamoin-6-meTunnipuguH-3-in)amia
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BignosigHo o cnoco®y, onvcaHoro B [Mpuknagi 99, cnonyka, 3a3HavyeHa B 3arornioBky, Gyna
ofepXaHa 3 BUKOPUCTaHHAM 3-aMiHO-6-MeTnnnipmaunH-2-kapboHoBoi kucnotn etunosoro edipy (CAS
908832-89-3) Ha cTagii 1 Ta gumeTunamiHy rigpoxrnopuay Ha ocTaHHin ctagii. >KoBTui ocag.

MS: M =417,3 (M-H)’

Mpuknag 269: 6-Unknonponin-3-(nipumignH-5-inamiHo)nipa3nH-2-kapboHoBoi  kncnotn  {2-[(2-
rigpokcieTun)metunkapbamoin]nipnanH-3-injamig
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BignosigHo go cnocoby, onucaHoro B [Mpuknagi 97, cnonyka, 3a3HavyeHa B 3aronioBky, Oyna
ofepaHa 3 BUKOPUCTaHHAM 3-aMiHOMIKOMIHOBOI KMCIOTU Ta 2-(MeTunamiHo)eTaHony Ha ctagii 1.

MS: M = 435,3 (M+H)"

Mpuknag 270: 6-LUnknonponin-3-(nipumianH-5-inamiHo)nipa3unH-2-kapboHoBOi kucnoTtu {2-[eTun-(2-
rigpokcieTun)kapbamoin]nipuguH-3-infamig
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BignosigHo go cnocoby, onucaHoro B [Mpuknagi 97, cnonyka, 3a3HavyeHa B 3aronoBky, Gyna
ofepxaHa 3 BUKOPUCTaAHHAM 3-aMiHOMIKOMIHOBOI KMCIOTU Ta 2-(eTunamiHo)eTaHony Ha ctagii 1.

MS: M = 449,3 (M+H)"

Mpuknag 271: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipasvH-2-kapboHoBoi  kucrnotn  [2-(2-
rigpokcieTunkapoamoin)nipuamnH-3-injamig
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BignosigHo o cnoco®y, onucaHoro B [Mpuknagi 97, cnonyka, 3a3HaveHa B 3arorfoBky, Oyna
OfepaHa 3 BUKOPUCTaHHAM 3-aMiHOMIKOMIHOBOI KMCIOTU Ta 2-aMiHOeTaHorny Ha cragii 1.

MS: M =421,1 (M+H)"

Mpuknag 272: 6-Uwnknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBOi  kncnotn  [2-
(aseTnamnH-1-kapboHin)-6-uuknonponinnipuamnH-3-injamig
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BignosigHo po cnocoby, onucaHoro B [lpuknagi 99, etun-3-amiHo-6-LMKknonponinnikoniHaT

N/| N
\NH
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(Mpuknag A-1, ctagis 1) nepeTBoptoBanu Ha CMOMyKy, 3a3HayeHy B 3arofioBKY, 3 BUKOPUCTAHHAM
aseTuauHy Ha OCTaHHIn cTagii. XXosTuiA ocag.

MS: M = 457,3 (M+H)"

Mpuknag 273: 6-Lmknonponin-3-(nipymianH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  [2-(2-
rigpokcu-1,1-gumeTtuneTunkapbamoin)nipnavH-3-injamig

r\j\NH 0 x

OH

BignosigHo go cnocoby, onucaHoro B [Npuknagi 97, crnonyka, 3a3HayeHa B 3arornioBky, Gyna
ofepXaHa 3 BUKOPUCTaHHAM 3-aMiHONIKONIHOBOI KNCMOTK Ta 2-aMiHO-2-MeTunnponaH-1-ony Ha cragii
1.

MS: M = 449,2 (M+H)"

Mpuknag 274: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  (4-
aueTunamiHo-2-meTunkapbamoindgeHin)amia

BignosigHo o cnocoby, onucaHoro B [Mpuknagi 99, cnonyka, 3a3HavyeHa B 3aronoeky, Oyna
ofepxaHa B3aemopgieto npomixkHoi crnonykm A-11 Ta meTtun-5-auetamigo-2-amiHoGeHsoaty (CAS
54002-34-5) Ha cTagii 1 Ta 3 BUKOPUCTAHHAM MeTunamiHy rigpoxrnopuay Ha ocTaHHin ctagii. >Kostun
ocag.

MS: M = 448,2 (M+H)"

Mpuknag 275: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  [2-(3-
MeTunokceTaH-3-inkapbamoin)nipnavH-3-injamia
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BignosigHo go cnoco®y, onvcaHoro B [Mpuknagi 97, cnonyka, 3a3HavyeHa B 3arornioBky, Gyna
ofilepXaHa 3 BUKOPUCTaHHAM 3-aMiHOMIKOMNIHOBOI KMCNOTU Ta 3-MeTunokceTaH-3-aMiHy Ha cTagii 1.

MS: M = 447,3 (M+H)"

Mpuknag 276: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn — {2-
[MeTun(TeTparigpodypaH-2-inmeTnn)kapbamoin]nipuamH-3-intaming
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BignoeigHo go cnocoby, onucaHoro B [Mpuknagi 99, cnonyka, 3asHaveHa B 3arosfoBky, Oyna
OAep)XaHa 3 BMKOPUCTAHHAM eTun-3-amiHonikoniHaty Ha ctagil 1 Ta eTtun-3-amiHonikoniHaty Ha
OCTaHHIN cTagii.

MS: M = 406,4 (M+H)"

Mpuknag 277: 6-Uuknonponin-3-(nipumMiguH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  [2-
(okceTaH-3-inkapbamoin)nipnaunH-3-injamig
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BignosigHo go cnocoby, onucaHoro B [Mpuknagi 97, crnonyka, 3a3HayeHa B 3arorfioBky, byna

OAepKaHa 3 BUKOPUCTaAHHAM 3-aMiHOMIKONIHOBOI KACNOTU Ta OKCETaH-3-aMiHy rigpoxnopuay Ha ctagii
1.

MS: M = 433,3 (M+H)"
Mpuknag 278: 6-Uwnknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBoi  kncnotn  [2-
(aseTnamnH-1-kapboHin)-6-meTunnipnamH-3-injamig
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Cragisa 1: (3-AMiHO-6-MeTUNNipNAnNH-2-in)aseTuamH-1-inmeTaHoH

[o nepemiwyBaHoi cyMiwi 3-amiHO-6-meTunnikoniHOBOI kucnotn (525 wmr, 2,17 mMmonb) Ta
asetnguny (124 wmr, 146 mkn, 2,17 mmonb) Npu KiMHaTHIn TemnepaTypi B TT® (15 mn) B atmocdepi
aproHy gopanu HATU (1,65 r, 4,35 mmonb) Ta 4-metunmopdonid (719 mkn, 6,52 mmons). Cymiw
HarpiBann pgo 70 °C npoTaroM Hodi, MOTIM OXxonoaunu A0 KiMHaTHOI Temnepatypyu Ta
CKkOHUeHTpyBanu. CupoBUA MPOAYKT OYUCTUNM  LINAAXOM  xpomaTtorpadpii Ha cunikareni 3
BUKOPUCTaAHHAM rpagieHTa H-rentaH/EtOAC 3 ogepxaHHAM CMOfyKu, 3a3HayYeHOi B 3aronioBky (272 wr,
65%) y Burnsagi cipo-6inoro ocagy.

MS: M =192,2 (M+H)"

Cragia 2: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBOI KMcnoTu [2-(a3eTngunH-1-
KapOoHin)-6-meTunnipnanH-3-injamig

3a aHanorieto 3i cnocobom, onucaHum Ha ctagii 6 npuknagy 64, cnonyka, 3asHa4yeHa B 3arosioBky,
Oyna ogepxxaHa B3aeMOAiet0 NPOMiDKHOI cnonykn A-11 Ta (3-amiHo-6-MeTunnipuauH-2-in)asetTnanH-1-
inmeTaHoHy. XKoBTui ocag.

MS: M =431,3 (M-H)’

Mpuknag 279: 6-Luknonponin-3-(nipumianH-5-inamiHo)nipa3uH-2-kapboHoBoi kucnotu {1-metun-
5-[(S)-(TeTpariapodypan-3-in)kapbamoin]-1H-nipason-4-infamig
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BignoeigHo go cnocoby, onucaHoro B lNMpuknagi 135, cnonyka, 3a3HayeHa B 3arosfioBky, byna
ofepxaHa 3 BUMKOpUCTaHHSM (S)-TeTparigpodypaH-3-amiHy rigpoxnopugy Ha OCTaHHIin cTagii.
>KoBTun ocag.

MS: M = 450,2 (M+H)"

Mpuknag 280: 6-Lnknonponin-3-(nipumignH-5-inamiHo)nipa3uH-2-kapboHoBoi kucnotn {1-metun-
5-[(R)-(TeTparigpodypaH-3-in)kapbamoin]-1H-nipa3on-4-injamig
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BignosigHo po cnocoby, onucaHoro B [lMpuknagi 135, cnonyka, 3asHayeHa B 3aronoeky, Gyna
ogepxaHa 3 BukopuctaHHaMm (R)-TeTparigpodypaH-3-amiHmeTaHCcynboHaTy Ha OCTaHHii cTagii.
>KosTnin ocag.

MS: M = 450,2 (M+H)"

Mpuknag 281: 5-{[6-Unknonponin-3-(nipumignH-5-inamiHo)nipa3uH-2-kapboHinjamiHo}-2-
MeTUNMipUMIaNH-4-KapOOHOBOT KUCIOTH (2-TiAPOKCKU-2-MeTunnponin)amis,
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Cragis 1: 5-bpom-N-(2-rigpokcu-2-meTunnponin)-2-meTunnipumianH-4-kapbokcamig

Cnonyka, 3a3HayeHa B 3arofioBky, bOyna ogep)aHa 3 BUKOPUCTaHHSIM CrnocoOy, OMMCaHoro Ha
ctagii 3 npuknagy 99, B3aemogielo 5-6pom-2-meTunnipumianH-4-kapboHoBOI KMCNOTU Ta 1-amiHo-2-
MeTunnponaH-2-ony. Macno.

MS: M = 285,7 (M+H)"

Cragia 2: 5-AmiHO-N-(2-rigpoKcu-2-MeTUnNnponin)-2-mMeTunnipumiguH-4-kapookcamig

BignoBigHo go cnocoby, onucaHoro Ha cragisx 1 ta 2 npuknagy 209, crnonyka, 3asHaveHa B
3aronoBky, 6yna ogepxaHa B3aemogieto 5-6pom-N-(2-rigpokcu-2-MeTunnponin)-2-mMmeTunnipumiguH-4-
kapbokcamigy 3 TpeT-OyTunkapbamaTom Ta noganslimM BiglenneHHsm Boc-rpynu. »Kosta cmona.

MS: M = 225,2 (M+H)"

Crapgiqa 3: 5-{[6-Unknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHinjamiHo}-2-
MeTUNMipUMIaNH-4-KapbOHOBOT KUCIOTH (2-TiAPOKCKU-2-MeTunnponin)amig,

Cronyky, 3asHa4eHy B 3arofioBKy, oepXanu 3rigHo 3i cnocobom, onvcaHum Ha ctagii 6 npuknagy
64. XKoBTnin ocag.

MS: M = 464,3 (M+H)"

Mpuknag 282: 6-Unknonponin-3-(nipumignH-5-inamiHo)nipa3uH-2-kapboHoBoi  kucrotn  (5-
mMeTurnkapbamoin-1-okceTaH-2-inmeTun-1H-nipason-4-in)amig
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BignosigHo po cnocoby, onucaHoro B lMpuknagi 132, cnonyka, 3a3HayeHa B 3aronoBky, Gyna
ofepXaHa 3 BUKOpPUCTaHHAM 2-(MogoMeTun)okceTaHy Ha ctagii 1 Ta meTunamiHy rigpoxnopuay Ha
OCTaHHiIn cTagaii. >KoBTun ocap.

MS: M = 450,3 (M+H)"

Mpuknag 283: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  [5-(2-
rigpokcu-2-meTunnponinkapbamoin)-1-okcetan-2-inmeTnn-1H-nipason-4-injamig
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BignosigHo go cnocoby, onucaHoro B lNMpuknaai 132, cnonyka, 3asHadeHa B 3arosfioBky, 6yna
ofepxaHa 3 BUKOPUCTaHHSAM 2-(MogoMeTun)okceTaHy Ha ctagii 1 Ta 1l-amiHo-2-meTunnponaH-2-ony
Ha ocTaHHin cTagii. >KoBTun ocap.

MS: M = 508,3 (M+H)"

Mpuknag 284: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  (2-
anmeTtunkapbamoin-4,5-audpTopdeHin)amia

SUNES:
N NH O F

BignosigHo o cnoco®y, onucaHoro B [Mpuknagi 99, crnonyka, 3a3HayeHa B 3arosioBky, Gyna
OfepxaHa B3aemogieto NpoMixkHOI cnonykn A-11 Ta meTun-2-amiHo-4,5-audtopbeHsoarty Ha ctagii 1
Ta 3 BUKOPUCTaAHHAM OMMETUIIaMiHO rigpoxnopuay Ha OCTaHHin ctagii. 2KoBTun ocag.

MS: M = 440,1 (M+H)"

Mpuknag 285: 5-{[6-Unknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHinjamiHo}-2-
MeTUNNipuMianH-4-kapOoHOBOT KUCNOTH MeTmnaMip,
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BignosigHo po cnocoby, onucaHoro B [lMpuknagi 281, cnonyka, 3asHayeHa B 3aronosky, 6yna
ofepXaHa 3 BUKOPUCTaHHAM MeTunaMmiHy rigpoxnopuay Ha ctagii 1. 2KosTuin ocag.

MS: M = 440,1 (M+H)"

Mpuknag 286: 6-Luknonponin-3-(nipumMiguH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  [5-
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meTunkapbamoin-1-(tetparigpodypaH-3-inmeTtun)-1H-nipason-4-injamia
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BignosigHo po cnocoby, onucaHoro B [lMpuknagi 132, cnonyka, 3asHayeHa B 3aronosky, 6yna
ofepxaHa 3 BMKOPUCTaHHAM 3-(MogomeTun)teTparigpodypaHy Ha cTtagii 1 Ta MeTunaminy
riapoxnopuay Ha ocTaHHin ctagii. XosTui ocag.

MS: M = 464,3 (M+H)"

Mpuknag 287: 6-Lmuknonponin-3-(nipymiganH-5-inamiHo)nipasunH-2-kapboHoBoi  kucnotn  [5-(2-
rigpokcu-2-meTunnponinkapbamoin)-1-(tetparigpodypaH-3-inmetun)-1H-nipason-4-injamig
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BignosigHo go cnocoby, onucaHoro B lMpuknaai 132, cnonyka, 3asHadeHa B 3aronoBky, 6yna
ofepXaHa 3 BWKOPUCTaHHSAM 3-(MogomeTun)teTparigpodypaHy Ha crtagii 1 Ta l-amiHo-2-
MEeTUNNponaH-2-o1y Ha OCTaHHIn cTagii. KosTui ocag.

MS: M =522,4 (M+H)"

Mpuknag 288: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipasunH-2-kapboHoBoi  kucnotn  (4,5-
andTop-2-meTunkapbamoindeHin)amig
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BignosigHo o cnocoby, onucaHoro B [Mpuknagi 99, cnonyka, 3a3HavyeHa B 3aronoBky, Gyna
OfepaHa B3aemogieto NpoMixkHOI cnonykn A-11 Ta meTtun-2-amiHo-4,5-audtopbeHsoarty Ha ctagii 1
Ta 3 BUKOPUCTaHHAM MeTUnaMiHy rigpoxnopugy Ha ocTaHHin ctagii. XKosTun ocag.

MS: M = 426,1 (M+H)"

Mpuknag 289: 3-(MipumignH-5-inamiHo)-6-niponignH-1-innipa3unH-2-kap6oHoBoi kucnotu (1-meTun-
5-meTunkapb6amoin-1H-nipason-4-in)amia

N
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Cragisa 1: MeTtun-3-(6ic(TpeT-6yTOoKCMKapOOHin)amiHo)-6-niponignH-1-innipa3uH-2-kapookcunar
[o nonepeaHbo BUCYyLLEHOI konbu nomictunu 6pomig migi(l) (0,35 mr, 2,89 mkmons), (R)-(+)-1,1'-
6u-2-Hadpton (1,66 mr, 5,78 mkmonb) Ta kapboHaT uesito (113 mr, 347 MKMOnb) B aTMocdepi aproHy.
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HOopganun OM® (0,5 wmn), metun-3-(6ic(TpeT-6yTOoKCHKapboHin)amiHo)-6-6pomMnipasnH-2-kapbokcunat
(50 wr, 116 mkmonb) Ta niponiguH (14,3 mkn, 174 MKMOMb) i peakuiiHy CyMmill nepemillysanu npu
KiMHaTHIn Temnepatypi npotsaroMm 1,5 rog. Peakuinny cymiw Bnunu y Bogy (10 mn) Ta ekcTparyBanm
etunauetatoM. O6’egHaHi OpraHiyHi LWapu NPOMWUIM COMbOBMM PO34YMHOM, BUCYLUUIN, BUNApWM Ta
o4McTMNM  Xpomartorpacpieto Ha cwnikareni 3 BWKOPWUCTaHHSAM T[pafieHTa renTtaH/eTunauerar,
ofep)KaBLUM NPOAYKT Yy BUIMAAi >koBTOro ocagy (37 mr, 68 %).

MS: M = 423,3 (M+H)"

Cragis 2: 3-AMiHO-6-niponianH-1-innipasunH-2-kapboHOBOI KUCIOTWM METUITOBUI edbip

Mpooykt  opepxanw, BVKOPUCTOBYHO4M AK  BuXigHy  cnonyky  metun-3-(bic(tpet-
OyTokcukapboHin)amiHo)-6-niponianH-1-innipasuH-2-kapbokcunat (167 mr, 0,39 mmons) BignoBigHO
no cnocoby, onucaHoro B [Mpuknagi A-12, ctagia 3, 6e3 xpomatorpadiyHOi OYMCTKM, Yy BUIMAgi
opaHxeBoro ocaay (87 mr, 99 %).

MS: M = 223,2 (M+H)"

Cragia 3: 3-(MMipumigmH-5-inamiHo)-6-niponianH-1-innipa3uH-2-kapb0HOBOI KUCNOTU METUMOBUN
edip

MpoaykT ogepxanu, BUKOPUCTOBYHOUM SK BUXIOHY Cnonyky 3-amiHo-6-niponiguH-1-innipasuH-2-
KapboHOBOI kMcrnoTn metunosuii edip (85 mr, 0,38 Mmonb) BignoBigHO 40 cnocoby, onMcaHoro B
Mpuknagi 258, crtagia 3, nicna ouncTkn npenapatmBHoto BEPX 3 BMKOpuUCTaHHAM rpagieHTa
aueToHiTpun/soga, y Burnagi opanxesoro ocagy (90 mr, 70 %).

MS: M = 301,3 (M+H)"

Cragis 4: 3-(MNipumignH-5-inamiHo)-6-niponignH-1-innipa3uH-2-kapboHoBa kucnoTta

MpoayKT ogepxanu, BUKOPUCTOBYHOUM SIK BUXIAHY cnonyky 3-(nipymiguH-5-inamiHo)-6-niponignH-1-
innipasvH-2-kapboHoBoi kucrnotn Metunosun edip (87 mr, 0,29 mmonb) BignoBigHO A0 cnocoby,
onucaHoro B MNpuknagi A-11, y surnagi xostoro ocagy (80 wmr, 87 %).

Cragia 5: 3-(MipumignH-5-inamiHo)-6-niponignH-1-innipa3unH-2-kapboHoBoi kucnotn (1-meTtun-5-
mMeTunkapbamoin-1H-nipason-4-in)amig

MpoayKT ofgepanu, BUKOPUCTOBYHOUM SIK BUXIAHY cnonyky 3-(nipymiguH-5-inamiHo)-6-niponignH-1-
innipasuH-2-kapboHoBy kucnoty (30 mr, 94 MKMonb) Ta 4-amiHo-2-meTun-2H-nipa3on-3-kapboHoBOi
kucnotn metunamig (19 mr, 123 Mkmone) BignoBiaHo 4o crnocoby, onucaHoro B Mpuknagi 64, ctagis
6, micrna ouncTkn npenapatuBHo BEPX 3 BUMKOpUCTaHHAM rpafieHTa aueToHiTpun/soaa, y Burnsgi
xosTtoro ocagy (10 wmr, 26 %).

MS: M = 423,3 (M+H)"

Mpuknag 290: 6-Uwnknonponin-3-(nipumignH-5-inamiHo)nipasunH-2-kap6oHoBoi KMcnoTtu (2-gTop-6-

meTunkapbamoindgeHin)amig
N
L
N~ NH O F

NES N
N OlTlH

BignoeigHo go cnocoby, onucaHoro B lMpuknagi 278, cnonyka, 3a3HayeHa B 3arosfioBky, Gyna
ofepXaHa 3 BUKOPUCTAHHAM 2-aMiHO-3-pTOPOEH30MHOI KACMOTU Ta MeTunamiHy rigpoxnopugy Ha
ctagji 1. >KoBTui ocag.

MS: M = 408,4 (M+H)"

Mpuknag 291: 6-Uwnknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBOi  kncnotn  [2-
(aseTnamnH-1-kapboHin)-4,5-gudptopdeHinlamia
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BignoeigHo go cnocoby, onucaHoro B [lNMpuknagi 278, cnonyka, 3asHaydeHa B 3arosfioBky, Gyna
ofepxaHa B3aeMofied MeTun-2-aMmiHo-4,5-audptopbeH3oaty Ta aseTvamHy Ha crtagii 1. >KosTun
ocag.

5 MS: M = 452,2 (M+H)"
Mpuknag 292: 6-Lnknonponin-3-(nipumigmH-5-inamiHo)nipasunH-2-kap6oHoBoi kucnoTtn (5-dTop-2-

meTunkapbamoindeHin)amig
N
L, ]
NS"SaH o

O 8
~-N o I?IH

BignosigHo po cnocoby, onucaHoro B [Npuknagi 278, cnonyka, 3a3HayeHa B 3aronioBky, Gyna
ofepaHa B3aeMogie0 2-aMiHO-4-pTOpOEH30MHOT KMCNOTU Ta MeTUNaMiHy rigpoxnopuay Ha ctagii 1.
10 >KoBTum ocag.
MS: M = 408,4 (M+H)"
Mpuknag 293: 6-Luknonponin-3-(nipumMignH-5-inamiHo)nipa3uH-2-kapboHoBoi Kncnotu [2-dTop-6-
(2-rigpokcmn-2-meTunnponinkapbamoin)deHinjamig

N

WJ

N/NHOF
NN

H
SN 07 NH

OH
BignosigHo go cnocoby, onucaHoro B [lMpuknagi 278, cnomnyka, 3asHayeHa B 3arosfioBky, Gyna
15  opepXaHa 3 BUKOPUCTAHHAM 2-aMiHO-3-pTopOEeH30MHOI kucnotn T1a 1-amiHo-2-meTunnponaH-2-omny
Ha cTagii 1. XXosTuin ocag.
MS: M = 466,3 (M+H)"
Mpuknag 294: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  (2-
anmeTunkapbamoin-5-cTopdeHin)amia

N
2,
NS~SnH o

U
_N o ITI/
20 BionosigHo po cnocoby, onucaHoro B [lMpuknagi 278, cnonyka, 3a3HayeHa B 3aronosky, 6yna

oflepaHa B3aeMoJie0 2-aMiHO-4-pTOPOEH30ONHOT KMCNOTU Ta AMMETUMNAMIHY rigpoxnopuay Ha ctagii
1. XXoBTui1 ocag.
MS: M = 422,2 (M+H)"
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Mpuknag 295: 6-Luknonponin-3-(nipymignH-5-inamiHo)nipasunH-2-kapboHoBoi  kucnotn  [2-(2-
rigpokcu-2-metunnponinkapbamoin)-4-tpucptopmetundeHinjamis

N
A, K
X" NH O F
NN

| H
_N o NA{/OH
H

BignoeigHo go cnoco®y, onucaHoro B lNMpuknaai 278, cnonyka, 3asHayeHa B 3aronoBky, Gyna
ofepaHa B3aemogieto 2-aMiHo-5-(TpnudTopMeTni)beH30MHOI KNCNOTK Ta 1-aMiHO-2-MeTunnponaH-2-
ony Ha ctagii 1. >KosTui ocag.

MS: M = 516,4 (M+H)"

Mpuknag 296: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  (2-
meTunkapbamoin-4-tpudtopmeTundeHin)amia

f L LF
X" NH O F
oM
=N 0 N/
H

BignosigHo po cnocoby, onucaHoro B [lMpuknagi 278, cnonyka, 3asHayeHa B 3arofioBky, Gyna
ofepXaHa B3aEMOAIE 2-aMiHO-5-(TpndTopMeTnI)BEH30MHOT KUCNOTU Ta MeTunamiHy rigpoxnopuay
Ha cTagii 1. >KoBTuih ocag,.

MS: M = 458,3 (M+H)"

Mpuknag 297: 6-MopdoniH-4-in-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBoi knucnotu (1-meTnn-

A

N

5-meTunkapb6amoin-1H-nipason-4-in)amia

BignosigHo [o cnocoby, onucaHoro B lNMpuknagi 289, npoaykT ogepkanuv y BUrmnsgi XXOBToro ocagy
LUMSXOM BUKOPUCTaHHS MopdponiHy Ha cTtagii 1.

MS: M = 439,4 (M+H)"

Mpuknag 298: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  (2-
anmeTunkapbamoin-4-gpTopdeHin)amia

.

|

N NH O F
J\HL

BignosigHo go cnoco®y, onucaHoro B lNMpuknagi 278, cnonyka, 3asHadeHa B 3arorioBky, 6yna
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ofepxaHa B3aEMOJIE 2-aMiHO-5-pTOpOEH30NHOT KNCNOTU Ta AMMETUMNAMIHY Tigpoxnopuay Ha ctagii
1. XXoBTui1 ocag.

MS: M = 422,2 (M+H)"

Mpuknag 299: 6-Lumknonponin-3-(nipumignH-5-inamido)nipasuH-2-kapboHoBoi  kucnotn  (3,5-
andtop-2-meTunkapbamoindgeHrin)amia

O,

N A NH

NZ N F
H

N 0 |}|H

BignosigHo go cnocoby, onucaHoro B lMpuknaai 278, crnonyka, 3asHaydeHa B 3arofioBky, Gyna
ofepxaHa B3aeMofieto 2-amiHO-4,6-OMdTopOEH30MHOT KMCOTM Ta MeTunaMiHy rigpoxmnopuay Ha
cTagii 1. >KosTui ocag.

MS: M = 426,2 (M+H)"

Mpuknag 300: 6-Lumknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  (2-
anmetunkapbamoin-3,5-audTopdeHin)amia

D
NASNH 0
NZN F
H

N 0 N/

BignosigHo po cnocoby, onucaHoro B [lMpuknagi 278, cnonyka, 3asHayeHa B 3arofioBky, Gyna
ofepxaHa B3aemopielo 2-aMiHo-4,6-anpTopOeH30MHOT KMCNOTM Ta AUMETUNaMiHy rigpoxnopuay Ha
ctagii 1. >KosTui ocag.

MS: M = 440,3 (M+H)"

Mpuknag 301: 6-Luknonponin-3-(nipumMignH-5-inamiHo)nipa3uH-2-kapboHoBoi kncnotu [5-dTop-2-
(2-rigpokcmn-2-meTunnponinkapbamoin)deHinjamia

A,
NP S\H o
NZ N

H
NN 07 >NH

OH
BignoeigHo [o cnocoby, onucaHoro B lMpuknagi 278, cnomnyka, 3a3HayeHa B 3arorfioBky, byna
ofepxaHa B3aeMoOfietd 2-aMiHO-4-pTOpOEH30MHOI KUCNOTM Ta 1-aMiHO-2-MeTunnponaH-2-ofny Ha
ctagii 1. >KosTui ocag.
MS: M = 466,2 (M+H)"
Mpuknag 302: 6-Uwnknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHoBOi  kucnotn  [2-
(aseTnamnH-1-kapboHin)-5-dpTopdeHinjamia
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BignosigHo po cnocoby, onucaHoro B [lMpuknagi 278, cnonyka, 3asHayeHa B 3aronosky, 6yna
ofepxaHa B3aemogieto 2-amiHo-4-hTopOeH30MHOT KUCNOTK Ta a3eTuauHy Ha ctagii 1. XKostuii ocag.
MS: M = 434,3 (M+H)"
Mpuknag 303: 6-Unknonponin-3-(nipumignH-5-inamiHo)nipa3uH-2-kapboHoOBOI  kucrnotn  (2-
5  auMmeTunkapbamoin-6-cdbTopdeHin)amig

N
WJ
NP S\NH o

F
N | N
H

x N o N/

BignosigHo go cnocoby, onucaHoro B lNMpuknaai 278, cnomnyka, 3asHadeHa B 3arosfioBky, 6yna
ofepxaHa B3aemogieto 2-amiHo-3-pTopOeH30MHOI KUCNOTK Ta AMMETUNaMiHy rigpoxnopuay Ha crtagii
1. XKosTui ocag.
MS: M = 422,3 (M+H)"
10 Mpuknag 304: 6-A3eTnamH-1-in-3-(nipumiamH-5-inamiHo)nipa3unH-2-kapboHoBoi kucrnoTn (1-meTun-
5-meTtunkapbamoin-1H-nipason-4-in)amia

oL
|
~ N
N NH O 7 N—
Ay
k(N TN ©
\
O
BignosigHo o cnocoby, onuncaHoro B [Mpuknagi 289, npoAykT opepXanu y BWUImsagi CBIiTHo-
XKOBTOro ocafy LUNAXoM BUKOPUCTaHHA a3eTuanHy Ha ctagii 1.
MS: M = 409,3 (M+H)"

15 Mpuknag 305: 6-Lwnknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBOi  kucnotn  [2-
(aseTnamnH-1-kapboHin)-4-dpTopdeHinjamia

N
L
F
NS SNH o
N

N~

l/N H

ON\j

BignosigHo po cnoco®y, onucaHoro B lNMpuknagi 278, cnonyka, 3a3HayeHa B 3arorioBky, Gyna
ofepkaHa B3aEMOZI€0 2-amiHO-5-pTopOeH30MHOT KUCNOTH Ta a3eTuauHy Ha ctagii 1. >KosTun ocag.
MS: M = 434,4 (M+H)"
20 Mpuknag 306: 6-Luknonponin-3-(nipumMignH-5-inamiHo)nipa3uH-2-kapboHoBoi kncnotu [4-dpTop-2-
(2-rigpokcmn-2-meTunnponinkap6amoin)deHinjamig
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BignosigHo po cnocoby, onucaHoro B [lMpuknagi 278, cnonyka, 3asHayeHa B 3aronosky, byna
ofepxaHa B3aemogielo 2-aMiHO-5-pTopOGeH30MHOI KMcnoTn Ta 1-amiHO-2-meTunnponaH-2-ony Ha
ctagii 1. >KoBTnin NOPOLLIOK.

MS: M = 466,2 (M+H)"

Mpuknag 307: 6-Lnknonponin-3-(nipumigmH-5-inamido)nipasunH-2-kap6oHoBoi kucrnoTtu (3-dTop-2-

N
L
NS SNH o

N™ ™ N F
| H

~-N -

O N
H

meTunkapbamoindeHin)amig

BignosigHo go cnocoby, onucaHoro B lNMpuknaai 278, cnonyka, 3asHaydeHa B 3arofioBky, 6yna
ofepaHa B3aeMoie0 2-aMiHO-6-pTOpOEH30MHOT KNCNOTKN Ta METUNaMiHy rigpoxnopuay Ha ctagii 1.
>KoBTuWIA NOPOLLOK.

MS: M = 408,3 (M+H)"

Mpuknag 308: 6-Lmuknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn — (2-
anmeTunkapbamoin-3-dpTopdeHin)amia

N
(/J

NSSNH o
NN

BignosigHo po cnocoby, onucaHoro B [lNMpuknaai 278, cnonyka, 3asHayeHa B 3aronioBky, Gyna
ofepxaHa B3aemogieto 2-amiHO-6-pTopOEeH30MHOT KUCNOTK Ta AUMETUNaMiHy rigpoxnopuay Ha ctagii
1. XKoBTnin NOPOLLIOK.

MS: M =422,1 (M+H)"

Mpuknag 309:  6-Uwnknonponin-3-(nipumignH-5-inamiHo)nipasunH-2-kapboHoBOi  kucnotn  [2-
(aseTnamnH-1-kapboHin)-3-dpTopdeHinjamia

r/N

g\

NS“SNH o
N

N

N H

=
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BignosigHo go cnocoby, onucaHoro B lMpuknagi 278, cnonyka, 3a3HayeHa B 3arosfioBky, byna
ofepxaHa B3aeMoAicel 2-amiHO-6-hpTOpOEH30MHOT KUCNOTW Ta aseTuauHy Ha crtagii 1. XKosTun
MOPOLLIOK.

MS: M = 434,3 (M+H)"

Mpuknag 310: 6-LUnknonponin-3-(nipumignH-5-inamiHo)nipa3uH-2-kapboHOBOI Kucnotu [3-gTop-2-
(2-rigpokcu-2-meTunnponinkapbamoin)deHinjamig
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BignoeigHo go cnocoby, onucaHoro B [lNpuknagi 278, cnonyka, 3asHadeHa B 3arosfioBky, Gyna
ofepxaHa B3aeMogieto 2-aMiHO-6-pTOpOEeH30MHOI KMCnoTn Ta 1-aMiHO-2-MeTunnponaH-2-ony Ha
ctagii 1. >KoBTnin NOPOLLIOK.

MS: M = 466,2 (M+H)"

5 Mpuknag 311: 6-(ETunmeTmnamino)-3-(nipumMignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn (1-
mMeTun-5-metunkapbamoin-1H-nipason-4-in)amig

N
(L

N
N~ S\H o ¢

—

N™~ N

| H (@)
ST

N
)

BignosigHo po cnocoby, onucaHoro B [Mpuknagi 289, npoaykT ogepXanu y BUrnagi CBiTno-
YKOBTOr0O 0cagy LNAxXom BUKopuctaHHa N-meTtunetunaminy Ha cragii 1.
MS: M = 411,3 (M+H)"
10 Mpuknag 312: 6-Lnknonponin-3-(nipumignH-5-inamiHo)nipasunH-2-kapboHoBOi kucrnoTtu (4-dTop-2-
MeTunkapbamoindgeHin)amig

N_’

BignosigHo po cnocoby, onucaHoro B [lMpuknagi 278, cnonyka, 3a3HayeHa B 3arorioBky, Gyna
ofepXaHa B3aemogieto 2-amiHo-5-hbTopOeH30MHOT KUCNOTK Ta MeTUNaMiHy rigpoxnopuay Ha ctagii 1.
>KoBTuWIA NOPOLLOK.

15 MS: M = 408,3 (M+H)"

Mpuknag 313: 6-Lumknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucrnotn  [5-(2-

AvMeTunamiHoetunkap6amoin)-1-metun-1H-nipason-4-injamig

|//\RIJ\

|

- N
N NH O [
N)\)LN

_N H

L

MpoaykT opgepxanu, BUKOPUCTOBYIOYM SIK BuXigHy cnonyky 4-{[6-uuknonponin-3-(nipumiguH-5-
inamiHo)nipa3uH-2-kapboHin]amiHo}-2-meTun-2H-nipason-3-kapboHoBy kucnoty (30 mr, 79 MKmonb;
20 Mpuknag 236, ctagis 3) Ta N,N-anmetnnetuneH-1,2-giamiH (11 mkn, 100 Mkmonb), BignoBigHO 00
cnocoby, onucaHoro B MNpuknagi 64, ctagisa 6, y surnsagi >kostoro ocagy (10 mr, 28 %).
MS: M = 451,2 (M+H)"
Mpuknag 314: 2-Luknonponin-5-(nipumignH-5-inamido)nipymianH-4-kapboHoBoi  kucrotn  (1-
MeTun-5-metunkapbamoin-1H-nipason-4-in)amig

N_’
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Cragia 1: 2-Uuknonponin-5-(nipumiguH-5-inamiHo)nipumignH-4-kapboHoBa kucnoTta

CycneHsito npomikHoi cnonykn A-5 (75 mr, 0,28 mmone) B eTaHoni (2 mn) o6pobunu NaOH (1M,
0,55 mn, 551 mkmonb) B atmocdhepi aproHy i peakuinHy cymill nepemiwlyBanu Mpu KiMHaTHIN
Temnepatypi npotarom 17 roa. Joganu HCI (1H., 0,55 mn) i peakuinHy cymiw BAuNu B AMXIOpMeETaH
(5 mn) Ta posginunu. OpraHiyHni Wap BUCYLUMAM Ta BUNApWiv, OAEpXKaBLUM NPOAYKT y BUrMSA
xoBTtoro ocagy (35 wr, 49 %).

MS: M = 256,1 (M-H)’

Cragia 2: 2-Uwmknonponin-5-(nipumigmH-5-inamido)nipumianH-4-kap6oHoBoi kucnotu (1-meTtun-5-
meTunkapbamoin-1H-nipason-4-in)amig

MpooyKkT oaepxanu, BUKOPUCTOBYIOUM HK BUXIgHY CMOMyKy 2-uuknonponin-5-(nipumignH-5-
inamiHo)nipuMignH-4-kapboHoBy kucnoty (35 mr, 135 mkmonb) Ta 4-amiHo-2-meTun-2H-nipason-3-
KapboHOBOI KMcrnoTn metunamig (25 mr, 163 mkmonsb), BignosiaHO Ao cnocoby, onucaHoro B Npuknagi
64, ctagis 6, y Burnagi ceitno-xosToro ocagy (22 wr, 41 %).

MS: M = 394,2 (M+H)"

Mpuknag 315: 6-Unknonponin-3-(nipumiamH-5-inamiHo)nipasuH-2-kap6oHoBoi kucnoTu [1-metun-5-
(1-meTnnasetmnamH-3-inkapbamoin)-1H- nipason -4-inJamig

\
i HNb
N
MpooykT opgepxanu, BUMKOPUCTOBYHOUM K BUXIgHY cnonyky 4-{[6-uuknonponin-3-(nipumignH-5-
inamMiHo)nipa3uH-2-kapboHin]amiHo}-2-meTun-2H-nipason-3-kapboHoBy kucnoty (30 mr, 79 MKmonb;
Mpuknag 236, crtagia 3) Ta 1-meTunasetnauH-3-aminy aurigpoxnopug (16 mr, 100 MKMOnb),
BignoBigHo fo cnocoby, onucaHoro B Mpuknagi 64, ctagis 6, nicna ouncTkv npenapatueHoto BEPX 3
BUKOPUCTaHHAM rpagieHTa aueToHiTpun/soaa, y surnagi xxoetoro ocagy (11 mr, 31 %).
MS: M = 449,3 (M+H)"

Mpuknag 316: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  (2-
AnmeTtunkapbamoin-3,4-audTopdeHin)amia

fj\
N. = NH F
NN F
N H ~
N 0N

BignosigHo go cnoco®y, onucaHoro B lNMpuknagi 278, cnonyka, 3a3HayeHa B 3arofioBky, Oyna
OfepxaHa B3aemopielo 2-aMiHO-5,6-anpTopbEeH30MHOI KMCNOTK Ta AUMETUNAMIHY Tigpoxnopugy Ha
ctagii 1. >KoBTWIN NOPOLLIOK.

MS: M = 440,2 (M+H)"

Mpuknag 317: 6-Uuknonponin-3-(nipumignH-5-inamido)nipasuH-2-kapboHosoi  kucnotu  (3,4-
androp-2-meTunkapbamoindgeHin)amig
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BignosigHo po cnocoby, onucaHoro B [lMpuknagi 278, cnonyka, 3asHayeHa B 3aronosky, 6yna
ofepxaHa B3aeMofiel0 2-amiHO-5,6-andTOpOEH30MHOT KMCMOTM Ta MeTunamiHy rigpoxnopuay Ha
ctagii 1. >KoBTnin NOPOLLIOK.

MS: M = 426,1 (M+H)"

Mpuknag 318: 6-Lnknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBoi  kucnotn  [3,4-
androp-2-(2-rigpokcu-2-meTunnponinkapbamoin)deHinjamia

7
|J\
N/NHO F
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H
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H

BignosigHo go cnocoby, onucaHoro B lNMpuknaai 278, cnonyka, 3asHadeHa B 3arosfioBky, 6yna
ofepaHa B3aemogieto 2-aMiHo-5,6-AndTopObEeH30MHOI KUCNOTN Ta 1-aMiHO-2-MeTUnnNponaH-2-o5y Ha
ctagii 1. >KoBTMIN NOPOLLIOK.

MS: M = 484,3 (M+H)"

Mpuknag 319: 6-Uwnknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBoi  kncnotn  [2-
(aseTnamnH-1-kapboHin)-3,4-gudptopdeHinlamia

g\
Nx NH F

N~ H F
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BignosigHo po cnocoby, onucaHoro B [lMpuknagi 278, cnonyka, 3a3HayeHa B 3arornioBky, Gyna
ofepxaHa B3aemofieto 2-amMiHO-5,6-aMdpTopObEH30MHOI KNCNOTU Ta a3eTuavHy Ha ctagii 1. XKosTtun
MOPOLLIOK.

MS: M = 452,2 (M+H)"

Mpuknag 320: 6-Uwnknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBOi  kucnotn  [6-
(aseTnamnH-1-kapboHin)-2,3-gudtopdeHinlamia

2, e
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BignosigHo go cnocoby, onucaHoro B lMpuknagi 278, cnonyka, 3a3HayeHa B 3arosfioBky, byna
ofepXaHa B3aemogieto 2-aMiHO-3,4-anTopOEeH30MHOT KMCNOTK Ta a3eTuauHy Ha ctagii 1. XKostun
MOPOLLIOK.

MS: M = 452,2 (M+H)"

Mpuknag 321: 3-(4-{[6-Unknonponin-3-(nipumianH-5-inamiHo)nipa3uH-2-kapboHinjamiHo}-3-
MeTunkapbamoindeHin)nponioHoBOI KUCNOTK eTUIOoBUA edip
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Cragis 1: 5-bpom-N-MeTun-2-HitpobeHsamig

BignosigHo oo cnocoby, onucaHoro Ha ctagii 1 npuknagy 111, cnonyka, 3a3HadeHa B 3arofloBky,
Oyna opepxaHa cnomnyyYyeHHAM 5-6pom-2-HITPOBEH30MHOT KUCMOTM Ta MeTunamiHy rigpoxnopuay.
Cipo-6inun ocag.

Crapisa 2: (E)-Etnn-3-(3-(meTunkapbamoin)-4-HitpodeHin)akpunat

Cywmiw 5-6pom-N-meTun-2-HitpobeHsamigy (1,366 r, 5,27 mmons) Ta auetaty HaTpito (1,08 r, 13,2
MMonb) B OM® (6 mn) gerasysanu Ta npogynu aproHom. [lo gaHHOI cymiwi goganu po3yuH
perazosaHoro auetaty nanagito(ll) (35,5 mr, 158 mkmone) Ta Tpu-o-tonindocdiny (96,3 wmr, 316
MKMonb). OaepkaHuii po3vmH AgerasyBanv Ta NPOAYNvM aproHOM 3 OAepPXXaHHSIM PO34MHY KOPUYHEBOTO
Konbopy, Ak Harpieanu npu 130 °C npoTarom Houi. PeakuiiHy cymiw npu KiMHaTHIA Temnepartypi
Bnunu B BoAy (10 mn). BogHui po3unH ekctparyBanu metuneHxnopugom. OpraHiyHi wapw Bucywumnm
Hag MgSO,. CupoBuii NpoayKT OYMCTUN LINSIXOM Xpomatorpadii Ha cunikareni 3 BUKOPUCTaAHHSAM
rpagieHta rentaH/EtOAC 3 ogepXaHHAM Cnonyku, 3asHadyeHoi B 3aronosky (1,09 r, 75%) y surnsgi
CBITIIO-XXOBTOrO 0cajy.

MS: M =279,0 (M+H)"

Cragia 3: ETun-3-(4-amiHo-3-(MeTunkapbamoin)deHin)nponaHoat

[o nepemiwyBaHoro posuunHy (E)-etnn-3-(3-(metunkapbamoin)-4-HitpodpeHin)akpunaty (345 wr,
1,24 mmoneb) B etaHoni (10 mn) npu KiMHaTHIN TemnepaTtypi B atmoccepi aprony goganm 10% Pd/C
(52,8 wr, 496 mkmonb). CycneHsito YOPHOro KOMNbOpy rigpOreHisyBany npyu HopmarbHOMY TUCKY Ta
KiMHaTHIN TemnepaTypi npoTarom Hodi. KaTanisatop Buganunu inbTpauieo. PinbTpaT
CKkOHUeHTpyBanu. CupoBUA MPOAYKT OYUCTUNM  LWINAAXOM  xpomaTtorpaddii Ha cunikareni 3
BUKOPUCTaHHAM rpagieHTa metunenxnopna/MeOH 3 ogepxaHHAM Cnosykuy, 3a3HayeHol B 3aronoBKy
(175 mr, 57 %), y Burnagi 6inoro ocaay.

MS: M = 251,2 (M+H)"

Cragia 4. ETun-3-(4-(6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapbokcamigo)-3-
(meTunkapbamoin)deHin)nponaHoat

BignosigHo 0o cnocoby, onucaHoro Ha ctagii 6 npuknagy 64, cnonyka, 3asHadeHa B 3arofioBKy,
byna oAepxaHa B3aemogieto NPOMIXKHOI Cronyku A-11 3 etnn-3-(4-amiHo-3-
(meTunkapbamoin)deHin)nponaHoaTtom. >KosTui ocag,.

MS: M = 490,4 (M+H)"

Mpuknag 322: 6-Uuknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  (2-
mMeTunkapbamoin-4-meTunkapbamoinmeTokcndeHin)amia

) g
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Cragia 1: MeTtun-2-amiHo-5-(2-amiHo-2-0KkcoeTokcn)beHsoaT

Ho cycnensii NaH (299 wr, 7,48 mmonbe) B JM® (20 mn) npu 0° B aTMocdepi aproHy goganu
MeTun-2-amiHo-5-rigpokcubensoar (1,25 r, 7,48 mmonb) Ta 2-mogauetamig (1,38 r, 7,48 mmonsb).
Cymiw nepemiwysanu npu 0° npotarom 1 rod. Ta npu KiMHaTHIN TemnepaTtypi NpoTarom Houi. Mpu 0°
B peakuinHy cymiw gopanu Boay. lNpoaykt ekctparysanu EtOAc. OpraHiyHi Wwapy BUCYLWIUAN Ha
MgSO,, BiadineTpyBanu ta ckoHuUeHTpyBanu. CUMpOBUN NPOOYKT OYUCTUMM LUASIXOM XpomaTtorpadii
Ha cunikareni 3 BUKOPUCTaHHAM rpagieHTa MeTUneHxnopuay 3 ofepXaHHsiM Cnonyku, 3a3HayeHoi B
3aronoeky (1,03 r, 64%), y Burnsagi cipo-6inoro ocagy.

MS: M = 225,0 (M+H)"

Cragiqa 2: 6-Linknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHOBOI  KMCNOTU (2-
MeTunkapbamoin-4-meTunkapbamoinmeTokcudeHin)amisg
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BignosigHo go cnocoby, onucaHoro B [Mpuknagi 99, cnonyka, 3a3HayeHa B 3aronioBky, Gyna
oflepXXaHa Ik Heo4ikyBaHUN NPOAYKT 3 BUKOPUCTAHHAM NPOMiDKHOT cnonykn A-11 Ta meTun-2-amiHo-5-
(2-amiHO-2-0KCOETOKCK)OeH30aTy Ha cTagii 1 Ta MeTunamiHy rigpoxnopuay Ha ctagii 3. XKosTuii ocag.

MS: M = 477,2 (M+H)"

5 Mpuknag 323: 6-Luknonponin-3-(nipuMiguH-5-inamiHo)nipasuH-2-kapboHoBOi  kucnotn  [2-
(asetTngmH-1-kapboHin)-3,5-andTopdeHinlamig
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BignosigHo po cnocoby, onucaHoro B [lMpuknagi 278, cnonyka, 3asHayeHa B 3arorfioBky, byna
ofepxaHa B3aemopieto 2-amiHO-4,6-andTopObEeH30MHOI KNCNOTN Ta as3eTuamHy Ha ctagii 1. XKosTtun
10 MOPOLLIOK.
MS: M = 450,1 (M-H)
Mpuknag 324: 6-Uumknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotu  [3,5-
andTop-2-(2-rigpokcn-2-meTnnnponinkapbamoin)dgeHinjamia
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BignosigHo po cnocoby, onucaHoro B [lMpuknagi 278, cnonyka, 3a3HayeHa B 3aronoeky, Gyna
15  opepxaHa B3aemogieto 2-amiHo-4,6-AndTopOEeH30MHOT KUCNOTH Ta 1-aMiHO-2-MeTUNnponaH-2-ony Ha
ctagii 1. >KoBTuIN NOPOLLIOK.
MS: M = 482,2 (M-H)’
Mpuknag 325: 6-Luknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  (6-
anmeTunkapbamoin-2,3-andtopdeHin)amia

N
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Z>NH 0
N

N/ |
H
~ N o ’Tl/
20 BignoeigHo go cnocoby, onucaHoro B lMpuknagi 278, cnonyka, 3a3HayeHa B 3arosfioBky, Gyna

ofepaHa B3aeMOgiel0 2-amiHo-3,4-aAMdTopOEH30MHOI KUCNOTK Ta AUMETUITiApoXopuay Ha ctagii 1.
>KoBTuIA NOPOLLOK.
MS: M = 440,1 (M+H)"
Mpuknag 326: 6-Lumknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  [2,3-
25  andTop-6-(2-rigpokcn-2-meTnnnponinkapbamoin)deHinjamig
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BignosigHo go cnoco®y, onucaHoro B lNMpuknaai 278, cnonyka, 3a3HayeHa B 3arofloBky, Gyna
ofepxaHa B3aemogieto 2-aMiHo-3,4-AndTopObEH30MHOI KNCNOTN Ta 1-aMiHO-2-MeTuUnnponaH-2-o5y Ha

ctagii 1. >KoBTnin NOPOLLIOK.
MS: M = 484,4 (M+H)"
5 Mpuknag 327: 6-Uuknonponin-3-(nipumignH-5-inamido)nipasuH-2-kapboHoBoi  kucnotn  (2,3-

andTop-6-meTunkapbamoindeHin)amig
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BignosigHo po cnocoby, onucaHoro B [lMpuknagi 278, cnonyka, 3asHayeHa B 3arorfioBky, Gyna
ofepxaHa B3aemofieto 2-amiHO-3,4-OMdTOpOEH30MHOT KMCMOTM Ta MeTunaMiHy rigpoxnopuay Ha

ctagii 1. >KoBTnin NOPOLLIOK.
10 MS: M = 424,1 (M+H)"
Mpuknag 328: 3-(4-{[6-Unknonponin-3-(nipumianH-5-inamiHo)nipa3unH-2-kapboHin]amiHo}-3-
MeTunkapbamoindgeHin)nponioHoBa KucnoTa
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3a aHanorieto 3i cnocobom, onucaHMm Ha ctagii 2 npuknagy 99, 6-amiHo-2,3-gndTop-N-(2-
rigpokcu-2-meTunnponin)oensamig (Mpuknag 321) nepeTBoptoBany Ha CrOMyKy, 3a3HayeHy B

15 3aroJioBkKy.

MS: M = 460,4 (M-H)"
2-I13onponin-5-(nipumignH-5-inamiHo)nipumignH-4-kapboHoBOi  kucnotn  [2-(2-

Mpuknag 329:
rigpokcu-2-meTunnponinkapbamoin)nipugnH-3-injamig
< |
N
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MpoaykT ogepxanu y BUrnsAgi »koBToro ocagy (74 mr, 53 %) nicna oumctku npenapatusHoo BEPX

20
3 BUKOPUCTaHHSM rpafieHTa aueToHiTpun/Boga ta xpomarorpadieto Ha cunikaresni 3 BAKOPUCTaHHAM
rpagieHTa rentaH/eTunaueTart BignosigHO A0 cnocoby, onucaHoro B Mpuknagi 98, BUKOPMCTOBYHOUM
npoMixHy crnonyky A-15 Ha 2-in cTagii.
MS: M = 451,3 (M+H)"
25 Mpuknag 330: 2-TpeT-ByTyn-5-(nipumiguH-5-inamiHo)nipumiguH-4-kapboHoBoi  kucnotn  [2-(2-
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rigpokcu-2-metunnponinkapbamoin)nipnaunH-3-injamig

MpoayKT ogepxanu y BUrmMsA4i »xoBToro ocagy (65 mr, 48 %) nicna o4ymcTkm npenapatmeHoo BEPX
3 BMKOPUCTaHHSIM rpafieHTa aueToHiTpun/Boda BignoBigHoO Ao cnocoby, onvcaHoro B lMpuknagi 98,
BUKOPUCTOBYOYM NPOMiDKHY crionyky A-9 Ha 2-iii cTagil.

MS: M = 465,3 (M+H)"

Mpuknag 331: 2-1306yTun-5-(nipumignH-5-inamiHo)nipymiguH-4-kapboHoBoi  kucnotn  [2-(2-
rigpokcu-2-meTunnponinkapbamoin)nipugunH-3-injamig
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Cragia 1: 2-1300yTmn-5-(nipumianH-5-inamiHo)nipumignH-4-kapboHoBa kucnoTa

MpoaykT ogepxanu y Burnagi xoeTtoro ocagy (188 wr, 98 %) BignoBigHo o cnocoby, onucaHoro
B lMpuknagi 314, ctagia 1, BUKOPUCTOBYOUN SIK BUXIAHY CNONYKY NPOMIKHY Cronyky A-7.

MS: M =272,2 (M-H)’

Cragia 2: 2-1306yTun-5-(nipumigmH-5-inamiHo)nipumianH-4-kapboHoBoi kucnotu [2-(2-rigpokcu-2-
MeTunnponinkapbamoin)nipnanH-3-injamig

MpoayKT ogepxanu y BUrnsAgi >xostoro ocagy (63 mr, 62 %) nicns o4mcTkm npenapatmeHoo BEPX
3 BUKOPUCTaHHAM rpafieHTa aueToHiTpun/soga BignosigHo Ao cnocoby, onucaHoro B lNMpuknagi 98,
BMKOPUCTOBYIOUM 2-i306yTUN-5-(NipnmigunH-5-inamiHo)nipnmignH-4-kapboHOBY KUCMOTY Ha 2-in cTagii.

MS: M = 465,3 (M+H)"

Mpuknag 332: 2-1306yTnn-5-(nipumignH-5-inamiHo)nipumignH-4-kapboHoBoi kucnotn (1-metunn-5-
mMeTunkapbamoin-1H-nipason-4-in)amig

N
NZJ\NH 0 N

|
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MpooyKkT oJepxanu, BWKOPUCTOBYIOUM K BUXIOHY CMoOnNyky 2-i306yTun-5-(nipumignH-5-
inamiHo)nipuMignH-4-kapb6oHoBy kucnoty (60 mr, 0,22 mmons; Mpuknag 331, ctagia 1) Ta 4-amiHo-2-
mMeTun-2H-nipason-3-kapboHoBoi kucnotu metunamia (44 wr, 0,28 mmonb) BignoBigHO Ao cnocoby,
onucaHoro B [puknagi 64, crtagia 6, nicns oyucTkM npenapatveHoo BEPX 3 BukopucTaHHAM
rpagieHTa aueToHiTpun/Boaa, y BUrmsai >xostoro ocagy (42 mr, 47 %).

MS: M = 410,3 (M+H)"

Mpuknag  333:  4-Metun-5'-(nipumignH-5-inamino)-3,4,5,6-tetparigpo-2H-[1,2'16inipa3nHin-6'-
kapOoHOBOI kncnotn (1-meTun-5-metunkapbamoin-1H-nipason-4-in)amig
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BignosigHo go cnocoby, onucaHoro B lNMpuknagi 289, npogykT ogepanu y BUrnsgi )KOBTOro ocagy
LNISAXOM BUKOpUCTaHHA N-meTunninepasunHy Ha ctagii 1.
MS: M = 452,2 (M+H)"

5 Mpuknag 334: 6-Unknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBoi  kucnotn  [5-
(meTokcnmeTunkapbamoin)-1-metun-1H-nipason-4-injamig
.
N N.
SNH O P ON—
N~ ™ N
N M O
- —N
\
O
/

MpooykT ogepxanu, BUMKOPUCTOBYHOYM K BUXIgHY cnonyky 4-{[6-unknonponin-3-(nipumignH-5-
inamiHo)nipa3uH-2-kapboHinjamiHo}-2-meTun-2H-nipason-3-kapboHoBy kucnoty (50 mr, 131 mMkmonb;
10 Mpuknag 236, cragis 3) Tta N,O-gumeTunrigpokcunamiHvy rigpoxnopug (14 wmr, 145 MKkmonb)
BignosigHo Jo crnocoby, onucaHoro B lNMpuknagi 64, ctagia 6, nicna ouncTkn npenapaTnsHoo BEPX 3
BUKOPUCTAHHAM rpajieHTa aLeToHiTpun/soaa, y BUrnsdi xXosToi nenu (47 mr, 84 %).
MS: M = 424,3 (M+H)"
Mpuknag 335: 6-Uwnknonponin-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHoBoi  kucnotn  [5-
15 (i3okcasonignH-2-kapOoHin)-1-meTtun-1H-nipason-4-injamig
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MpooyKkT ogepxanu, BMKOPUCTOBYKUM SK BUXIgHY cnonyky 4-{[6-uuknonponin-3-(nipumignH-5-
inamiHo)nipa3uH-2-kapboHin]amiHo}-2-meTun-2H-nipason-3-kapboHoBy kucnoty (50 mr, 131 mMKmonb;
Mpuknag 236, ctagia 3) Ta isokcasoniguHy rigpoxnopug (17 mr, 145 mkmonb) BignoBigHO 0o cnocody,

20 onucaHoro B [llpuknagi 64, cragiga 6, nicna ouyucTkn npenapatusHolo BEPX 3 BukopucTtaHHAM
rpagieHTa aLeToHiTpun/Boaa, y Burnsai >koetoro ocagy (9 mr, 16 %).

MS: M = 436,2 (M+H)"

Mpuknag 336: 6-Lumknonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucrnotn  [5-(2-
rigpokcuLumKnoneHTunkap6amoin)-1-metun-1H-nipason-4-injamig

N——-—
N™ N
l/N H
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MpoaykT opepxanu, BUKOPUCTOBYHOYM $SIK BUXigHy cnonyky 4-{[6-umnknonponin-3-(nipumignH-5-
inamiHo)nipa3uH-2-kapboHin]amiHo}-2-meTun-2H-nipason-3-kapboHoBy kucnoty (50 mr, 131 MKmonb;
Mpuknag 236, ctagia 3) Ta 2-amiHouuknoneHTaHon (15 mr, 140 MkMoOnb), BIANOBIAHO OO CMNocoby,
onucaHoro B [lpuknagi 64, cragis 6, nicna ouyuctkn npenapatmeBHol BEPX 3 BukopuctaHHAM
rpagieHTa aueToHiTpun/Boaa, y Burnsgi »xostoro ocagy (24 mr, 40 %).

MS: M = 464,3 (M+H)"

Mpuknag 337: 5-(MipumigunH-5-inamiHo)-2-(2,2,2-Tpud TopeToKCH)NipuMianH-4-kapboHOBOT
kucnotu (1-metun-5-meTtunkapbamoin-1H-nipason-4-in)amig

N
L
NS N

Cragis 1: 5-bpom-2-(2,2,2-Tpudptopetokcn)nipnmianH-4-kapboHOBOIT KNCNOTK eTUNoBUA edip

o po3unHy TpudptopeTokcuay HaTtpito, ogepkaHoro 3 TpudpTopeTaHony (2 mn) Ta rigpuagy HaTtpito
(37 wr, 0,84 wmwmonbe) npu 0-5 °C, pgoganum no kpanmsix po3vMH  eTun-5-6pom-2-
(MeTuncynbgoHuN)NipumianH-4-kapboHoBoi  kucrnotn etunosoro edipy (200 wmr, 0,65 Mmonb;
Mpuknag 126, ctagia 1) posuMHeHoro B TpudTopeTaHoni (2 Mn) Npu Takih came TemnepaTypi.
JIboasiHy 6aHto 3abpanu yepes 15 xB i cymilw nepemilyBany npu KiMHaTHIn TemnepaTypi npoTarom 4
rogd. PeakuinHy cymiw Bnunu B etunauetat (20 mn) Ta ekctparysanu rigpocynbdatom kanito (10%,
10 wmn). OpraHiyHy dasy npoMunu BOAOK Ta COMbOBMM PO3YMHOM | BOAHI LWapu 3BOPOTHO
ekcTparyBanu etunaudetatom. OO6’egHaHi opraHiyHi  Wwapw BUCYWMNW Ta BUNApWnM i NPOAYKT
ofepxanu nicnsg  O4YMCTKM  Xpomartorpadpieto Ha cunikareni 3 BWKOPUCTaHHAM  rpafieHTa
rentaH/eTunauetar y surnaai 6e3bapsHoro macna (186 wmr, 87 %).

MS: M =329,0 (M+H)"

Cragia 2: 5-(MipumignH-5-inamiHo)-2-(2,2,2-TpudTOPETOKCM)NipUMiANH-4-KapOOHOBOT  KMCNOTK
eTunosuin edip

Mpoaykt ofepxanu, BUKOPUCTOBYHOUU AK BUXIiOHY CMNonyKky 5-6pom-2-(2,2,2-
TpudpTopeToKCU)NipUMignH-4-kapboHOBOI KMCroTn eTunosui edip (225 mr, 0,68 MMornb) BignoBigHO
Ao cnocoby, onucaHoro B MNpuknagi A-13, y Burnsai xostoro ocagy (160 mr, 83 %).

MS: M = 344,2 (M+H)"

Cragia 3: 5-(MipumignH-5-inamiHo)-2-(2,2,2-TpndTopeToKCH)NipuMianH-4-kapboHoBa KMcnoTa

MpoaoykT opepxanu, BUKOPUCTOBYHOUM SIK BUXiOHY chnonyky 5-(nipumigunH-5-inamiHo)-2-(2,2,2-
TP TOPETOKCH)NiPUMIANH-4-kapboHOBOI kucnotn etunosui edip (160 mr, 0,46 mmorb), BiANOBIAHO
0o cnocoby, onucaHoro B Mpuknagi 314, ctagia 1, y Burnsgi xxoetoro ocagy (145 mr, 99 %).

MS: M = 314,0 (M-H)

Cragia 4: 5-(MipumignH-5-inamino)-2-(2,2,2-TpudTopeTokeun)nipumiamH-4-kapboHoBoi kucrnotu (1-
MeTun-5-metunkapbamoin-1H-nipason-4-in)amig

MpoaykT opepxanu, BUKOPUCTOBYHOUM SIK BUXiOHY CMOMyKy 5-(nipumignH-5-inamiHo)-2-(2,2,2-
TpudpTopeTokcu)nipumignH-4-kapboHoy kucroty (50 mr, 0,16 mmonb) Ta 4-amiHo-2-meTun-2H-
nipason-3-kap6oHoBoi kucnotn metunamig (32 mr, 0,21 MMonb) BiANOBIAHO 4O cnocoby, oNUcaHoro B
Mpuknagai 64, ctagia 6, y surnagi xostoro ocagy (50 mr, 69 %).

MS: M = 452,1 (M+H)"

Mpuknag 338: 6-Luknonponin-3-(nipymianH-5-inamiHo)nipasunH-2-kapboHoBoi  kucnotn  [4-(2-
riApOKCU-2-MEeTUNNPONOKCH)-2-MeTunkapbamoindeHinjamig
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Cragisa 1: MeTtun-5-(2-rigpokcn-2-meTnnnponokcu)-2-HirpobeHsoat

Cymiw metnn-5-rigpokcu-2-HitpobeHsoaty (0,5 r, 2,54 mmonb), 2,2-anMmeTunnokcunpany (6,86 mn,
7,61 mmonb), kapboHaty kanito (351 mr, 2,54 mmonb) Ta moHorigpaTty 0CHOPHOKMUCNOrO HaTpito
opHosamiweHoro (350 mr, 2,54 mmonb) B aueToHiTpuni (4 mn) Ta Bogi (0,6 mn) nepemiwysanu npu
140° (5 6ap) B meTanegin nocyavHi npotarom 6 roa. lNMicns oxonoakeHHs 40 KIMHATHOI TemMnepaTypu,
cymiw posbasunu Bogot, ekctparyBanu AcOEt, Bucywunu Hap MgSO,, BiadineTpyBanu Ta
Bunapunu. CupoBuIA NPOAYKT OYUCTUNK LWSISIXOM XpomaTorpacdpii Ha cunikareni 3 BMKOPUCTaHHSM
rpagieHta meTunexnxnopug/MeOH 3 ogepxaHHsIM crnonyku, 3a3HaveHoi B 3aronosky (200 mr, 29%) y
BUrNSAi CBITNO-)XOBTOrO B’A3KOro Macna.

MS: M = 270,4 (M+H)"

2-Tigpokcn-2-meTunnponin-5-(2-rigpokcu-2-meTunnponokcn)-2-HitpobeHsoatr 6y ogepXaHui
(248 wr, 30%) s,k opyrv NPoayKT y BUrMsAAi cipo-6inoro ocagy.

MS: M = 345,5 (M+NH,)"

Crapgia 2: 5-(2-IgpoKkcn-2-mMmeTunnponoKcu)-2-HiTpobeH3onHa knucnota

[0 po34mHy 2-rigpoKkcu-2-MeTUnnponin-5-(2-rigpokcu-2-meTmunnponokcn)-2-Hitpobersoaty (0,24 ,
733 mkmornb) B MeOH (10 mn) npu kimHaTHin Temnepatypi gogann NaOH 1H. (2,2 mn, 2,2 mMmonb).
PosunH nepewmiwysanu npu KiMHaTHIin TemnepaTypi npotsrom Hodi. Ooganm 2,2 mn 1H. HCL
Po3unHHUKM Brnapunu. 3anumwwok po3dmHunm B cymiwi metunenxnopua/MeOH 9:1 (100 mn), npomunum
10 mn H,O, Bucywwunn Hag MgSO,, BigginbTpyBanu Ta BUNApUnM 3 O4epXXaHHSM CMOyKu,
3a3HadveHoi B 3aronosky (149 mr, 80%), y Burnsagi cipo-6inoro ocagy.

MS: M = 245,2 (M-H)’

Cragia 3: 2-AMiHO-5-(2-rigpoKcn-2-MeTUNNpPonokcK)beH3omHa KicnoTa

Po3unH 5-(2-rigpokcu-2-meTnnnponokcn)-2-HitrpodeHsornHoi kucnotu (0,145 r, 568 Mkmonb) B
etaHoni (5 mn) rigporeHidyBanu npu HopmanbHOMy Tucky B npucyTtHocTi 20 mr 10%Pd/C npwu
KiMHaTHIN TemnepaTypi npoTarom Houi. KaTanizatop BigdinetpyBanu Ta npomunun EtOH. ®inbtpat
CKOHLEHTpYBanu 3 o4epXXaHHAM CMonyKu, 3a3HavyeHoi B 3aronosky (127 mr, 99%) y Burnagi cipysaroi
niHW.

MS: M =226,2 (M+H)"

Crapgia 4: 6-Unknonponin-N-(4-(2-rigpokcn-2-MeTUnnponokcm)-2-(metunkapbamoin)deHin)-3-
(nipumiamH-5-inamiHo)nipa3uH-2-kapbokcamig

BignosigHo go cnocoby, onucaHoro B lMpuknagi 278, cnonyka, 3a3HayeHa B 3arofioBky, Gyna
ofepxaHa B3aemMogieto MeTunamiy rigpoxnopuay Ha ctagii 1. 2KoBTuin NopoLLoK.

MS: M = 478,0 (M+H)"

Mpuknag 339: 3-(MipumignH-5-inamiHo)-6-(2,2,2-TpudTopeToKcn)nipa3nH-2-kapboHOBOI KMCNOTK
(1-meTun-5-meTunkapbamoin-1H-nipason-4-in)amig

r/N
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Crapis 1. 3-(bic(tpeT-0yTOoKCUKapbOHin)amiHo)-6-(2,2,2-TpucTopeToKkcH)nipasmH-2-kapboHOBOI
KMcnoTtn meTtunosui edip
Cycnehsito meTtun-3-(6ic(TpeT-6yToKcukapOoHin)amiHo)-6-6pomnipasnH-2-kapbokcunaty (500 wr,
1,16 mmonb), 2,2,2-TpuctopeTaHony (84 mkn, 1,16 mmonk), kapboHaTty uesito (415 mr, 1,27 Mmornb)
Ta 6e3sogHoro IMCO (5 mn) nepemiwyBanu npu KiMHaTHIA TemMnepaTypi npoTsarom 3 rog. Peakuinny
cymiw Bnunu B etunauetat (100 mn) Ta ekcTparyBanm HacuyeHum GikapboHaTom HaTpito (BOgHUN

po3unH). OpraHiyHuin Wwap nNpoMMIM BOAOK Ta CONbOBMM PO3YMHOM | BOAHI LUapu 3BOPOTHO
eKkcTparyBanu etunauetatoMm. O6’eaHaHi opraHiyHi Lapy BUCYLLIWIW, BUNApWny Ta ofepKanu npoaykT
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nicnst OYNCTKM Xpomatorpadieto Ha cunikareni 3 BUKOPUCTaAHHAM rpafieHTa renTtaH/eTunauertar vy
Burnagi 6inoro ocaay (456 mr, 87 %).

MS = 474,1 (M+Na)"

Cragis 2: 3-AMiHO-6-(2,2,2-TpudTOpeTOKCH)NipasnH-2-kapboHOBOI KMCITOTU MeTUnosun edip

MpoaykT ogepxanun, BUKOPUCTOBYHOUM K BMXigHY cnonyky 3-(bic(TpeT-6yTokcrkapboHin)amiHo)-6-
(2,2,2-TpnbTopeTOKCH)Nipa3nH-2-kapOOHOBOT  KMCNOTU MeTunoBun edpip (456 mr, 1,0 Mmonb)
BignoBigHO 4o cnocoby, onucaHoro B lNpuknagi A-12, ctagia 3, nicnsg o4ncTkM xpomaTtorpadieto Ha
cunikareni 3 BUKOPUCTaHHSIM rpadieHTa rentan/eTunaueTtar y Burnagi cipo-6inoro ocagy (136 mr, 54
%).

Cragia 3: 3-(MipumignH-5-inamiHo)-6-(2,2,2-TpndTOpeToKCH)NipasnH-2-kapboHOBOT  KMCIOTU
MeTunosun edip

MpoaykT oaepxanu, BVKOPUCTOBYHOYM AK BUXIOHY Cronyky 3-amiHo-6-(2,2,2-
TpMdTOPETOKCM)Nipa3nH-2-kapboOHOBOI KMCNOTK MeTunoBun edip (182 mr, 0,72 mmons), BiANOBIAHO
o cnocoby, onucaHoro B MNpuknaai A-1, ctagia 2. y Burngagi ceitno->xostoro ocaay (126 mr, 53 %).

MS: M = 330,2 (M+H)"

Cragis 4: 3-(MipumignH-5-inamiHo)-6-(2,2,2-TpndTopeToKCH)Nipa3uH-2-kapboHoBa KncnoTta

MpooyKkT opepXanu, BMKOPUCTOBYKOUM K BWXIOHY cnonyky 3-(nipumiguH-5-inamiHo)-6-(2,2,2-
TpudpTopeToKkcu)nipasmH-2-kapboHoBOI KMCNoTKM MeTunosun edip (122 mr, 0,37 Mmonb), BignoBigHO
Ao cnocoby, onucaHoro B MNpuknagi 314, ctagis 1, y Burnagi xxoetoro ocagy (115 mr, 98 %).

MS: M = 314,0 (M-H)’

Cragia 5: 3-(MipymiguH-5-inamiHo)-6-(2,2,2-TpudTopeTokcm)nipasunH-2-kapboHosoi kucnotu (1-
mMeTun-5-metunkapbamoin-1H-nipason-4-in)amig

MpooykT ogepxanu, BMKOPUCTOBYIOUMM K BWXIgHY cnonyky 3-(nipumigmH-5-inamiHo)-6-(2,2,2-
TpudTOpETOKCH)NipasnH-2-kapboHoBy kucnoty (114 wmr, 0,36 mMmonb) Ta 4-amiHo-2-meTun-2H-
nipason-3-kapboHoBoi kMcrnoTn metunamig (67 mr, 0,43 mmonb), BianoBigHO A0 cnocoby, onmcaHoro B
Mpuknagi 64, ctagia 6, y Burnagi >koetoro ocagy (92 mr, 56 %).

MS: M = 452,1 (M+H)"

Mpuknag  340:  2-(1-rigpokcu-1-meTuneTvn)-5-(nipumiguH-5-inamiHo)nipumignH-4-kapboHoBOi
kucnotu (1-metun-5-meTtunkapbamoin-1H-nipason-4-in)amig

N
L
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Cragis 1: 5-bpom-2-(1-rigpokcu-1-meTrneTmun)nipumignH-4-kapboHoBa KucnoTa

MpoaykT opgepkanu, BUKOPUCTOBYIOYM SIK BUXiIOHY CMONYKY 2-rigpokcu-2-meTtunnponinamignHy
rigpoxnopug (4,34 r, 31,3 mmonb), BignoBigHO A0 cnocoby, onucaHoro B lMpuknagi A-4, ctagia 1, y
BUIMA4i KOpMYHEBOro B'si3koro macna (2,82 r, 70 %).

MS: M = 279,1 (M+NH3+H)"

Crapia 2: 5-bpowm-2-(1-rigpokcu-1-metunetTnn)nipumignH-4-kapboHosoi  kucrnotn  (1-meTtun-5-
mMeTunkapbamoin-1H-nipason-4-in)amig

MpooyKkT opepXanu, BUKOPUCTOBYHOUM SIK BUXIOHY CMomnyky 5-6pom-2-(2-rigpokcunponaH-2-
in)nipumignH-4-kapboHoBy kucnoty (150 wr, 0,575 mmonb) Ta 4-amiHo-2-meTun-2H-nipason-3-
kapboHoBoi kucrnotn metunamig (106 mr, 0,69 mmornb), BignoBigHO JO cnocoby, onMcaHoro B
Mpuknagi 64, ctagia 6, nicns o4NCTKM XpomaTtorpadieto Ha cunikareni 3 BUKOPUCTAHHAM rpajieHTa
rentaH/eTunaueTar y BArMsAi CBIiTNO-KOPMYHEBOro BockonofibHoro ocaay (31 mr, 13 %).

MS: M = 399,0 (M+H)"

Cragia 3: 2-(1-Tigpokcu-1-meTnnetun)-5-(nipumiguH-5-inamiHo)nipumignH-4-kapboHOBOI KMCNOTH
(1-meTun-5-metunkapbamoin-1H-nipason-4-in)amig

MpooykT opepxanu, BUKOPUCTOBYKOUM  SIK  BUXIOHY  crionyky — 5-6pom-2-(1-rigpokcu-1-
MEeTUNeTUN)NipUMIanH-4-kapboHOBOI kMCnoTK (1-meTnn-5-meTunkapbamoin-1H-nipason-4-in)amig (26
Mr, 66 MKmonb) BiANOBIAHO Ao cnocoby, onucaHoro B MNMpuknagi A-13, nicns o4UCTKU NpenapaTuBHOIO
BEPX 3 BvkopucTaHHSAM rpagieHTa aueToHiTpun/soaa, y Burnagi ceitno-xostoro ocagy (3 mr, 11 %).

MS: M = 412,3 (M+H)"
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Mpuknan 341: 6-(1-IMapokcn-1-metuneTnn)-3-(NipumiamH-5-inamiHo)nipasunH-2-kapboHoBOT
kucnotu (1-metun-5-meTtunkapbamoin-1H-nipason-4-in)amig

N
f L
S">NH O =N

N_
U
H
~N 0” N
\
OH

Cragia 1. 3-(bic(TpeT-6yTOKCHMKapOOHIn)amiHO)-6-(2-rigpokcmunponaH-2-in)nipasuH-2-kapboHoBOT
KMCNoTu eTnnosumn edip

PosunH  meTun-3-(bic(TpeT-6yToKCcHnKapOOoHin)amiHo)-6-(npon-1-eH-2-in)nipasuH-2-kapbokcmunaTy
(761 wmr, 1,93 mmonb; lNpuknag A-17, ctagia 1), 6oporigpuagy TeTpabytunamonio (995 wmr, 3,87
mMmonb), 5,10,15,20-teTpaderin-21H,23H-nopdinmapraHuto(lll) xnopuagy (136 wmr, 0,19 mmons) B
Tonyoni (20 mn) Ta etaHoni (20 mn) nepemiwyBanu Npu KiMHaTHIA TemnepaTypi npotarom 40 roa. 3
OapboTyBaHHAM peakuiHOi cymiwi cTucHeHuMm noBiTpam. Joganu Bogy (40 mn) i peakuiiHy cymiw
ekctparyBanu etunauertatom (120 mn). OpraHiyHy a3y npomMunu BOAOK Ta COMbOBUM PO3YMHOM i
BOZHIi LIapy 3BOPOTHO ekcTparysanu etunauetatom. O6’efHaHi opraHidHi wapy BUCYLUMIK, BUNAPUIU
Ta ogepXxanu CUpOBUA NMPOAYKT MiCNA O4MCTKM npenapaTuBHoo BEPX 3 BUMKOpUCTaHHAM rpagieHTa
MeTaHon/Boga. MeTaHon Bunmapunu Ta OAepXaHHY BOAHY CYCMEH3il0 MOCMigOBHO eKkcTparysanu
OVXINOPMETAaHOM, BUCYLUWAW Ta PO3YMHHWK BUMApWNW, OAEpXaBLUW MPOJYKT Yy BWUIMsA4i 3eNneHoro
macna (164 wr, 20 %).

MS: M = 448,2 (M+Na)"

Cragia 2: 3-AMiHO-6-(2-rigpokcunponaH-2-in)nipasuH-2-kapboHOBOT KUCNOTU eTUNoBU edip

MpoayKT oaepxxanu, BUKOPUCTOBYIOUN AK BUXIAHY cnonyky 3-(bic(TpeT-6yTokcnkapboHin)amiHo)-6-
(2-rigpokcmnponaH-2-in)nipasuH-2-kapboHoBoi  kucnotn etunosun ecdpip (160 mr, 0,38 mmonb),
BignoBigHO A0 cnocoby, onuncaHoro B MNMpuknaai A-12, ctagia 3, Ta BukopuctosyBanu 6e3 goaaTkoBoi
OUYUCTKM Ha HaCTYMHin cTaaii.

MS: M = 226,2 (M+H)"

Crapgia 3: 6-(2-TgpokcunponaH-2-in)-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHOBOI  KMCNOTH
eTnnoBui eqip

MpoaoykT opgepxanu, BUKOPUCTOBYOYM $IK BUXIOHY cnonyky 3-amiHo-6-(2-rigpokcunponaH-2-
in)nipa3uH-2-kapboHOBOI KMCMOTU eTunosun edip BiANoBIigHO Ao cnocoby, onucaHoro B MNMpuknagi A-
1, cTagia 2, nicna ouncTkmn npenapatneHoio BEPX 3 BUKOpUCTaHHSIM rpagieHTa aueToHiTpun/Boaa, y
BUrNsai »xosToro ocagy (9 mr, 8 %).

MS: M = 304,1 (M+H)"

Cragis 4: 6-(1-Igpokcu-1-metuneTnn)-3-(nipumiamH-5-inamiHo)nipa3unH-2-kapboHoBoi kncnotu (1-
mMeTun-5-metunkapbamoin-1H-nipason-4-in)amig

Mpooykt opepxanu 3 6-(2-rigpokcunponan-2-in)-3-(nipuMignH-5-inamiHo)nipa3uH-2-kapboHoBOI
KMcnoTtu etunoBoro edipy (8 Mr, 26 Mkmornb) Ta 4-aMiHo-2-meTnn-2H-nipason-3-kapboHOBOI KMCNOTU
meTunamigy (10 mr, 65 mkmonb) BignosigHo Ao cnocoby, onucaHoro B Mpuknagi 104, nicns o4ncTku
npenapaTtusHoto BEPX 3 BukopuctaHHaM rpagieHTa aueToHiTpun/Boaa, y BUrnsgi xxostoro ocagy (1,6
mr, 15 %).

MS: M = 412,2 (M+H)"

Mpuknag A

MokpwuTi 060NMOHKOK TabneTKK, WO MICTATb Taki iHFpeaieHTn, MOXYTb OyTV BUPOOEHi 3BMYaiHUMu
cnocobamu:

IHrpegieHTn Ha Tabnetky
CepueBuHa:
Cnonyka cdopmynu (1) 10,0 mr 200,0 mr
MikpokpucTtaniyHa uentonosa 23,5 mr 43,5 mMr
JlakTo3a BogHa 60,0 mr 70,0 mr
MosigoH K30 12,5 mr 15,0 mr
Kapb6okcrmeTnnkpoxmanb HaTpito 12,5 mr 17,0 mr
CTteapat marHito 1,5 mr 4,5 mr
(Bara cepueBuHN) 120,0 mr 350,0 mr
O6ornoHka:
lgpokcunponinmeTunuentonosa 3,5 vr 7,0 mr
Monietnnenrnikons 6000 0,8 mr 1,6 mr
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Tanbk 1,3 ™mr 2,6 mr
Okcmp 3anisza ()KoBTui) 0,8 mr 1,6 mr
[iokcng TuTany 0,8 mr 1,6 Mr

AKTUBHY pPEeYOBUHY NPOCIANU Ta 3aMillanu 3 MiKPOKPUCTaniYHO LIEN0M030t0, CyMill rpaHynoBanm
pPO34MHOM MosiBiHINNiponiaoHy y Bodi. paHynsaT 3MmiwanyM 3 kapboKCUMETUIKPOXManeM HaTtpito Ta
cTeapaToM MarHitlo i cnpecyBanu, ogepxaslim cepueBuHM Baroto 120 abo 350 wmr, BignoBigHo.
CepueBVHU MOKPUIM BOAHMM PO34YMHOM/CYCMEHSIED BULLe3ragaHoi 060o4Ku.

Mpuknag B

Kancynu, Wwo MicTaTtb Taki iHrpegieHTn, MOXyTb 6yTy BUpOBneHi 3Bu4anHnmMm cnocobamu:

IHrpegieHTn Ha kancyny

Cnonyka copmynu (1) 25,0 mr
JlakTo3a 150,0 mr
KyKypyassHuin kpoxmanb 20,0 mr
Tanbk 5,0 mr

KoMnoHeHTN Npocisnu Ta 3miann, NoTiM HanoBHWUAK Kancynn 2-ro po3mipy.

Mpuknag C

IH’EKLiNHI pO34YMHM MOXYTb MaTU Takuin cknag;

Cnonyka copmynu (1) 3,0 mr

MonieTuneHrnikons 400 150,0 mr
OuroBa kucnota no pH 5,0
Boga ons iH’ ekUinHnX po3ymHiB oo 1,0 mn

AKTVBHY PEYOBMHY PO3YMHWUNM B cymiwi nonietuneHrnikono 400 Ta Bogn Ans iH'eKuii (YacTuHi).
Ourosoto kucnototo gosenun pH go 5,0. O6’em gosenu go 1,0 mn gogaBaHHAM pewwTn Bogn. Po3unH
BiAiNbTPYBanu, HANOBHWUIM amnynn 3 HEOOXIOQHNM HaAMMWLLKOM Ta CTepunisysanu.

Mpuknag D

M’siki »kenaTMHOBI Kancynu, WO MICTATb Taki iHrpedieHTn, MOXyTb B6yTKU BUPOONEHi 3BUYaiHUMMU
cnocobamu:

BmicT kancyn

Cnonyka dopmynu (1) 5,0 mr
KoBTuin Bick 8,0 mr
lpporeHoBaHa coeBa onis 8,0 mr
YacTKoBO rigporeHoBaHi pOCNuHHI onii 34,0 mr
CoeBa onigd 110,0 mr
Bara BmicTy kancynu 165,0 mr
>KenaTtuHosi kancynu

KenaTtuH 75,0 mr
MiuepuH 85 % 32,0 mr
KapioH 83 8,0 mr (cyxa peyoBuHa)
Hiokenp TutaHy 0,4 mr
Okcup 3anisa XXoBTun 1,1 mr

AKTUBHY pEYOBMHY PO3YMHUMAWM B TENMi po3nnasfeHin Maci pelTu iHrpedieHTiB Ta CyMillLLo
HaMOBHMITM M’SKi XEeNnaTMHOBI KanCynu npuaaTtHoOro po3mipy. HamoBHEHi M’siKi KenaTWMHOBI kancynwm
00pobunu BigNOBIAHO OO 3BUYANHUX NpoLeayp.

Mpuknag E

Cawe, WO MICTATb Taki iHrpeaieHTn, MOXyTb OyTV BUPOGIEHi 3BU4anHMn cnocobamm:
Cnonyka cdopmynu (1) 50,0 mr

JlakTo3a, ApiGHUIN NOPOLLIOK 1015,0 mr
MikpokpucTaniyHa uentonosa (AVICEL PH 102) 1400,0 mr
KapbokcumeTunuentonosa HaTpito 14,0 mr
MonigiHinniponigoH K 30 10,0 mr

CTteapat marHito 10,0 mr
Apomatusartopu 1,0 mr

AKTMBHY  peYOBMHY  3MillYIOTb 3  NaKTO30K,  MIKPOKpUCTaniyHOW  Lenno3on  Ta
KapbOKCMMEeTUNLENONO3010 HATPIlO | rPaHymMoTb i3 CyMILLLWLIKO NOMIBiHINMIponigoHy y Bogi. paHynaTt
3MiLlYIOTb 3i CTeapaTOM MarHilo Ta apoMaTtmMsaTtopamu i HAaNOBHIOKTb HUM calle.
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®OPMYJIA BUHAXOLOY

1. Cnonyka copmynu (1)
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Al BMBpaHuii 3 rpynu, Wo cknagaetbed 3 CH 1a N;
A? BMBpaHWIA 3 rpynu, LLIO CKNagaeTbes 3 CRYTaN, npu LboMy A' Ta A% He € ogHoYacHo N;

(0

NJ;N nosHayae apun abo retepoapwn, e 3as3HadeHu apun Ta 3asHayvyeHun retepoapun
HeobOoB'A3KOBO 3aMilleHi 1-3 3amicHUKamu, BUBpaHVMK 3 rpynu, WO CKIagaeTbCs 3 HMXKYOro ankiny,
HWXKYOro ankoKCK, HMXKYOro rigpoKciankiny, HMXKYoro ranoigankiny, HUXKYOro ankoKCU-HUKYOro arnkiny,
Hwk4oro ankiny-C(O)-, -C(0)-N(R?),, -N(R®)-C(O)-Hmxuoro ankiny, uiaHo, ranorexy, R® Ta amiHo, i ae
3a3HaYEHNIA HIKYMI arKin HeoBOB'SI3KOBO 3aMilLieHui okco, -C(O)OH, Hkumin ankoken-C(O)- abo R,
i Oe 3a3Ha4YeHU HWXKYUIA arnkoKCu HeoOOB'A3KOBO 3aMILLLEHUI FiOPOKCUIIOM, HUXKYMM ankokcu abo -
C(O)-N(Rs)z, i Ae 3a3HayYeHun amiH HeoOOB'A3KOBO 3aMmilleHun 1 abo 2 3amicHMKaMK, He3aneXxHo
BUOpaHMMK 3 rpynu, LLO CKMAZAETbCS 3 HWXKYOro arnkify, HUKYOro rigpoKciankiny, HUKYOro ankokcu-
HWKYOro ankiny Ta Hwk4oro ankiny-C(O)-;

R’ nosHauae Huxuwii ankin, HWKYUA ankoKCK, HWKYMI TigpOKCiankin, HKYMN ranoigankin, HWKYnMm
anNKOKCU-HWKYNIA ankin, Hwkumn ankin-C(0)-, -O-Hwk4yMin ranoigankin, uiaHo, ranoreH, R’ aBo amiHo,
[e 3a3Ha4yeHUlr HWKYUA ankin HeoOOB'A3KOBO 3aMilleHUi R7, i Ae 3a3HayYeHUn amMiH HeoOOB'A3KOBO
3amiweHnn 1 abo 2 3amiCHUKaMm1, He3anexHoO BUbpaHumu 3 rpynu, WO CKNagaeTbCs 3 HDKYOro ankiny
Ta HUKYOrO ankoKCU-HMKYOro ankiny;

R? ta R® He3anexHo nosHavaloTb BogeHb aB0 HKYMIA arKin;

R* nosHauae apun abo retepoapun, Ae 3a3HadeHWin apui Ta 3a3HayeHui retepoapun HeoboB'sI3KOBO
3amieHi 1-3 3amicHMKamu, BUGpaHUMKU 3 rpynu, WO CKNadaeTbcs 3 rigpOKCUIYy, raroreHy, HUX4Yoro
arnkiny, HUKYoro ankokCu, HUXYOro rigpokciankiny, HUXKYOro ranoigankiny, HUXKYoro ankokCu-HUXYoro
ankiny, Hwkdoro ankiny-C(O)-, uiaHo Ta amiHO, i Ae 3a3Ha4yeHuit aMmiH HEODOB'I3KOBO 3aMmilleHui 1
abo 2 3amiCHMKaMK, He3anexHo BUOpaHUMK 3 Tpynu, WO CKNA4AETbCS 3 HUXKYOTO asnkKiny Ta HKYOoro
AIKOKCU-HWDKYOro arnkiny;

R° Ta R® HesanexHo nosHauyaTb BOAEHb, HWKYUIA amnKif, HWKYUIN ankokCWu, HWKYWIA ranoigankin,
HWKYMA  LiaHOAmKiN, HWKYUA TigPOKCIankin, HWKYMNA  anKOKCU-HKYMI  arnkin, uuknoankin abo
reTepouuKIin, Ae 3a3HAYEHUN HWKYMIA ankin HeobOB'A3KOBO 3aMiLLEHUI OKCO, R’ abo -N(R8)2, i ge
3a3HAYEHUN HWXYUA ranoigankin HeoOOB'A3KOBO 3aMilLleHMI TigPOKCUIIOM, | [e 3a3HavyeHun
umMKnoankin abo 3asHauveHun reTepouunknin HeoboB'I3kOBO 3aMillieHi 1-3 3aMicHMKamMK, BUOpaHUMM 3
rpynu, WO CKNagaeTbCsa 3 TMiAPOKCUMY, raroreHy, HWKYOro arnkiny, HWXK4YOro arnkoKCW, HUXYOro
rigpoKciankiny, HWX4Yoro ranoigarnkiny, HUWXYOro ankoKCU-HWXKYOro arnkiny, auetuny, uiaHo, -C(O)-
HUXKYOro arkokcu Ta -N(RB)Z, abo

R® 1a RS, pasoM 3 aToOMOM a30Ty, OO SIKOr0O BOHW MpPWEAHAHI, YTBOPHWOTbL reTepoumknin abo
cniporeTepouuknin, Ae 3asHayeHuUin reTepoLUuKnin Ta 3asHadeHuid cniporeTepouunknin HeoboB'A3KOBO
3amiweHi 1-3 3amicHukamu, BUbpaHuMu 3 rpynu, O CKNagaeTbCs 3 MgPOKCUITY, ranoreHy, HUKYOoro
arnkiny, HWKYOro ankoKcu, HXKYOro rigpokciankiny, HKYOro ranoigasnkiny, HUKYOro ankoKCU-HMKYOro
ankiny, Hwk4oro ankiny-C(O)-, uiaHo, okcy Ta aMiHo, i e 3a3Ha4YeHun amiH He0bOB'sI3KOBO 3aMiLLEHWI
1 abo 2 3amicHMKamu, He3anexHo BUOGpaHMMM 3 rpynu, WO CKIAZAETbCA 3 HKYOro arskiny, HUKYoro
rigpOoKCiankisly Ta HUKYOro asikoKCU-HUXKYOro arkiny;
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R’ nosHauae umknoankin abo retepouumknin, ae 3a3HadeHUn LMKNoarnkin ta 3a3HavyeHuin reTepoLmnKnin
HeoboB'sI3koBO 3aMmilleHi 1 abo 2 3amiCHMKaMu, He3anexHo BUGpaHVMK 3 rpynu, WO CKNnagaeTbcs 3
HW)XKYOro arkiny, HUKYOro rigpokciasnkiny, HWKYOro anKkoKCU-HUXKYOro arnkiny, ranoreHy Ta HUXKYOoro
ranoigankiny;

R® He3anexHo BUGPaHMI 3 rpynK, O CKNAAAETLCA 3 BOAHIO, HUKYUOTO arnkiny, HUKYOro riapokciankiny
Ta HWXXYOrO ariKOKCU-HUKYOTIO arnkiny;

R® nosHauae UMKMOAnKin, reTtepouuknin, apun abo reTepoapun, 3asHaYEHWA TeTEePOLMKIIIN,
3a3HaYeHUn apun Ta 3a3HavYeHUn retepoapusi HeobOB'I3KOBO 3aMilleHi 1 abo 2 3amicHMKamu,
He3anexHo BMOpaHUMM 3 rpynu, WO CKNagaeTbCAa 3 HMXXYOTO ankiny, HUXKYOro rigpokciankiny, HX4Yoro
anKOKCU-HWKYOrO arnkiny, ranoreHy Ta HWK4oro ranoigankiny;

R'® nosHauae BogeHb abo TeTpariapodypaH-2-in;

abo i hapmaueBTUYHO NPUIAHATHI COni.

2. Cnonyka copmynu (1)

R R
N,
N (0] B
C
A XX N/ N
[l |
2 2 6
AZ __N R R
h o7
1 5
R R™
ne

A' Ta A% HezanexHo BnbpaHi 3 rpynu, wo cknagaetsca 3 CH ta N, npu ubomy A' Ta A? He €
opgHo4acHo N;

%C\JW

nosHavae apun abo retepoapwr, Ae 3asHa4YeHUn apun Ta 3a3Ha4YeHUn reTepoapun
HeoOOB'sI3KOBO 3aMillieHi 1 abo 2 3aMiCHMKamu, He3anexHo BUOpaHUMW 3 rpynu, WO cKnagaeTbes 3
HWXXYOro ankiny, HeoboB'A3KOBO 3aMilLleHOro OKco abo R’, HUXYOrO ankoKcu, HUKYOro rigpokciankiny,
HWXXYOro ranoigankiny, HWXYOoro ankoKCU-HWXKYOoro arnkiny, Hwk4oro ankiny-C(O)-, -C(0)-N(R%),, -
N(RS)-C(O)-HI/I)K‘-IOFO ankiny, uiaHo, ranoreHy, R° Ta amiHO, HeoBOB'SI3KOBO 3amiweHoro 1 abo 2
3aMiCHUKaMn, He3amnexHo BUOpaHMMWU 3 TPynK, WO CKNadaeTbCA 3 HMKYOrO arnkiny, HWK4oro
rigpOoKCiankiny Ta HUX4Y0ro ankoKCU-HUXKXYOro ankiny;
R’ nosHauae Huxunii ankin, HeoboB'A3kOBO 3aMilLleHUN R7, HWXYUIN ankoKCW, HWXYMK Tigpokciankin,
HWXKYMIA ranoigarnkin, HWKYUA ankoKCU-HKYMIA ankin, Hwkumi ankin-C(O)-, uiaHo, ranoreH, R’ a6o
amiHO, HeoboB'A3kOBO 3amiweHnn 1 abo 2 3amiCHMKaMK, He3anexHo BuOpaHMMKM 3 rpynu, WO
CKNagaeTbCAa 3 HUXKYOTO asnkiny Ta HUXKYOro ankKOKCU-HUXKYOro arnkiny;
R? ta R® He3anexHo no3HayaoTb BogeHb aBo HBKYMIA asKis;
R* nosHauae retepoapur, HeobOB'A3KOBO 3amilleHnn 1-3 3amicHukamu, BUOpaHUMKU 3 Tpynu, LLO
CKnagaeTbCs 3 TiApOKCUIy, ranoreHy, HUXYoro ankiny, HWX4Yoro arikoKCW, HWXYOro rigpokciankiny,
HWXYOro ranoigankiny, HWX4Yoro arnkoKCU-HUXKYOro arnkiny, Hwkdoro ankiny-C(O)-, uiaHo Ta amiHo,
Heo0OB'sI3KOBO 3aMileHoro 1 abo 2 3amicHMKaMu, He3anexHo BUOpaHMMM 3 Fpynu, WO CKNnagaeTbes 3
HWXKYOrO arkiny Ta HWKYOro arnkoKCU-HWKYOro arnkiny;
R° Ta R® HesanexHo no3HaualoTb BOAEHb, HWXYWIA ankif, HeOBOB'SI3KOBO 3aMmilleHuii okco abo R’,
HWKYMIA ranoigankifl, HWKYUA LiaHoanKir, HWKYUA TiAPOKCIankin, HWKYUA anKOKCU-HVDKYUIA - arnkin,
umknoankin abo retepouuknin, g€ 3asHauYeHWd UMKIoankin Ta 3a3HavYeHUn reTepouumKIin
HeoboB'I3KOBO  3aMillleHi 1-3 3amiCHMKamMu, BMOpaHUMKM 3 TPynu, WO CKNagaeTbCsa 3 TigpoKcuIy,
rarnoreHy, HWKYOro arskiny, HWKYOro arnkoKCW, HMKYOro TrigpoKciankiny, HWKYOoro ranoigankiny,
HWXXYOro arkoKCU-HWKYOro arnkiny, auetuny, uiaHo Ta amiHo, HeobOoB'A3KOBO 3aMmilieHoro 1 abo 2
3aMiCHUKaMn, HesanexHo BMbpaHMMK 3 rpynu, LU0 CKNaJaeTbCs 3 HWXKYOro arnkiny Ta HUXYoro
arnkKoKCU-HWKYOro arnkiny, abo
R® 1a R pasom 3 aTOMOM a30Ty, A0 SIKOrO BOHM MNPUEAHAaHi, YTBOPIOKOTbL retepoumnknin abo
cniporeTepouuknin, Ae 3a3HayeHu reTepouunknin Ta 3asHadeHui cniporeTepouuknin HeoboB'A3K0BO
3amilleHi 1-3 3amicHukamu, BubpaHnuMmn 3 rpynu, O CKNagaeTbCs 3 rigpoKCuUny, ranoreHy, HUX4oro
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ankiny, HWKYO0ro ankokCu, HUXYOro rigpoKciankiny, HUXKYOro ranoigankiny, HUKYOro ankoKCu-HUXKYoro
ankiny, Hwkdoro ankiny-C(O)-, uiaHo, okco Ta amiHo, HeoboB'A3KOBO 3amiweHoro 1 abo 2
3aMiCHMKaMu, He3amnexHo BWOpaHMMW 3 Tpynu, WO CKMNadaeTbCA 3 HWKYOro arnkiny, HUK4oro
rigpoKciankiny Ta HUKYOro asikoKCU-HUXKYOro askiny;

R’ nosHauae LmKnoankin abo reTepounknin, Ae 3asHa4yeHuIn LMKIoarnkin Ta 3a3Ha4YeHUn reTepoLmKIiin
HeoboB's1I3KOBO 3aMillieHi 1 abo 2 3amiCHMKaMu, He3anexHo BUOGpaHMMK 3 Tpynu, WO CKNagaeTbcs 3
HW)XKYOro arkiny, HWKYOro rigpokciasnkiny, HWKYOro ankoKCU-HUXKYOro arnkiny, ranoreHy Ta HUXKYOoro
ranoigankiny;

R® HesanexHo B1BpaHWI 3 rpynu, WO CKNagaeTbCs 3 BOOHIO, HUXXYOrO arnkiny, HUXYOro rigpokciankiny
Ta HUKYOrO ankoKCU-HUXKYOro ankiny;

R’ nosHauae wuuKnoankin, retepoumknin, apun abo reTtepoapun, 3as3HayYeHW reTepoLmKIin,
3a3HayYeHun apun Ta 3as3HavYeHUn retepoapusni HeoboB'sI3kOBO 3aMmilieHi 1 abo 2 3amicHukamu,
He3anexHo BMOpaHUMM 3 rpynu, WO CKNagaeTbCAa 3 HMXXYOTO ankiny, HUXKYOro rigpokciankiny, HMX4Yoro
anKOKCU-HWKYOrO arnkiny, ranoreHy Ta H/K4Yoro ranoigankiny;

abo i apmaueBTUYHO MPUIAHATHA Cinb.

3. Cnonyka abo ii hapmaueBTUYHO NPUIAHATHA Cinb 3a nn. 1, 2, e R? Ta R® no3HayatoTb BOAeHb.

4. Cnonyka abo ii hapMaueBTUYHO NPUNHATHA Cinb 3a O6yab-akum 3 nn. 1-3, ge R* nosHauae 3-
dpTOopdheHin, 4-dpTopdeHin, nipnanH-3-in, 5-pTopnipnanH-3-in, nipumianH-5-in abo nipasunH-2-in.

@
%Cjw
5. Cnonyka abo ii cdhapMaueBTUYHO MPUUHATHA Cinb 3a Oyab-skum 3 nn. 1-4, ge
BUOpaHWi 3 rpynu, WO cknagaeTbes 3:

[—

(@]

ne

R™ nosHauae Hwxumii ankin, HWKYNA ankoKCU-HWXYUA ankin, HWKYMIA ranoigankin, apun abo
retepoapun, e 3a3HavyeHUn HWXKYMIA ankin HeobOB'A3KOBO 3aMILLEHUI LIKITOArKifiom;

R™ nosHauyae HWKYMI anKif, HWKYMA  amnKOKCU-HWKYUA  anKif, HUBKYni ranoigankin, HWKYMn
rigpokciankin abo reTtepouuknin, ne 3a3Ha4YeHWn HWKYMIA arnkin HeobOB'SI3KOBO  3aMilLleHUN
LmKnoankiniom abo reTepoLmKifiom.

6. Cnonyka abo ii papmaueBTUYHO NPUIAHATHA Cinb 3a n. 5, ge

R nosHauae wmeTun, etun, umknonponinMmeTun, 2-metokcietun, 2,2,2-tpudptopeTtun, 3,3,3-
Tpudptopnponin, deHin abo nipngnH-2-in;
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R nosHauae wMetun, etun, isonponin, i306yTuUN, LMKNONPONINMETUN, OKCeTaH-2-inmeTun,
TeTparigpodypaH-2-inmeTun, TeTparigpodypaH-3-inmeTun, 2-meTtokcietun, 2-rigpokcietun, 2,2,2-
TpudTopeTun, 3,3,3-TpndTopnponin abo TeTparigpodypaH-3-in.

7. Cnonyka abo ii papmaueBTUYHO NPUIHATHA Cinb 3a Oyab-skum 3 nn. 1-6, ge R' nosHauae ranoreH,
HWKYMIW  anKif, HWKYMA ankoKCW, HWKYMIA TigpoKciankin, HWKYMKA ankoKCU-HUXKYMIA arnkKin, HWK4uin
ankin-C(0)-, -O-HwxuniA ranoigankin, uuKrioarnkin, retepouuknin abo amiHo, i Ae 3a3Ha4yeHun
reTepoLMKIlin HEOOOB'A3KOBO 3aMILLEHUA HWXYUM ankifom, i ge 3a3HaydyeHun aMiH HeobOB'A3KOBO
3amilieHmn 1 abo 2 3amiCHMKaMK, He3anexHo BUOpaHMMK 3 rpynu, WO CKIIagaeTbCs 3 HUXKYOro arnkiny
Ta HUKYOrO ankoKCU-HUXKYOro ankiny.

8. Cnonyka abo ii apmaueBTUYHO MpUMAHATHA Cinb 3a n. 7, ae R' nosHauae xrnop, metun, 1-
rigpokcietvun, 1-rigpokcu-1-metuneTun, isonponin, i3obytun, TpeT-OyTun, METOKCMMETUM, METOKCH,
2,2,2-TpUPTOPETOKCHU, aLeTun, UMUKNonponin, uuknobyTtun, uumknorekcun, TteTparigpodypaH-2-in,
TeTparigpodypaH-3-in, asetnauH-1-in, niponiamH-1-in, mopdoniH-4-in, 4-meTunninepasuH-1-in,
eTunmeTmnamiHo abo 2-meTokcieTMnamiHo.

9. Cnonyka abo ii dhapmanleBTUYHO NPUIAHATHA Cinb 3a 6yab-sakum 3 nn. 1-8, e

R° ta R® He3anexHo nosHayawTb BOAEHb, HWXYUI arnkin, HWKYNIN TiAPOKCIankKisf, HUXYMIA anKOKCK,
HWKYMIA ranoigarnkin, HWKYNM ankoKCU-HWKYMIA ankin, umknoankin abo retepouumknin, ae 3asHavyeHun
HWKYMIA ankin HeobOB'A3KOBO 3aMilleHUA AMMeTuUnaMmiHo abo reTepouMKninoM, i Ae 3a3HauveHun
HWKYMIA ranoigankin HeobOOB'I3KOBO  3aMilLeHUA TigPOKCUIIOM, | Ae 3a3HavYeHUn ULMKNnoarnkin
HeobOB'sI3KOBO 3aMILLEHUIA TiAPOKCUIIOM, i Ae 3a3HA4YeHUN reTepouuknin HeobOoB'sI3KOBO 3aMilLeHWI
HVK4MM ankinom abo -C(O)-Hmk4mum ankokeu, abo

R® 1a R®, pasoM 3 aToMOM asoTy, A0 SKOro BOHW NPWEOHaHi, YTBOPIOWOTb aseTuavH, niponiguH,
ninepuauH, mopdoniH, ninepasuH, i3okcasonignH abo 2-okca-6-a3acnipo[3.3]renTaHoBe Kinbue, Ae
KOXEH i3 3a3HayeHux aseTuauHy, NiponiavHy, ninepnavHy, MopdoniHy, ninepasuHy, isokcasonignHy
abo 2-okca-6-asacnipo[3.3]renTaHoBOro kinbus HeobOB'sI3KOBO 3amilleHi 1 abo 2 3amicHukamu,
He3anexHo BUOpaHUMK 3 rpynu, IO CKNagaeTbCs 3 MQPOKCUITY, rarioreHy, HKYoro askiny, HMKYoro
rigpoKciankiny, HUKYOro arkokCu, OKCO Ta aMiHo, i Ae 3a3HayYeHUn aMiHO 3aMilleHUn 2-Ma HUXKYUMU
ankinamu.

10. Cnonyka abo ii dpapmaLeBTUYHO NPUAHATHA Cinb 3a Nn. 9, ae

R® Ta R® He3anexHo No3HayalTb BOAEHb, METUH, TeTparigpodypaH-2-inMeTun, eTun, 2-meTokcu-1-
MeTuneTun, 2-rigpokcietmn, 2-cgtopetun, 2-rigpokcu-1,1-gumetuneTun, 2,2-gudgptopetun, 2,2,2-
TpudTopeTun, 2,2,2-TpudTop-1-meTuneTnn, 2-guMeTunamiHoeTwun, nponin, isonponin, 2,3-
avrigpokcunponin,  3-rigpokcunponin,  2-rigpokcu-2-metTunnponin,  3-rigpokcu-2-metunnponin,  3-
rigpokcu-2,2-gumetunnponin, 2,2-gudptopnponin, 3,3,3-Tpudtop-2-rigpokcmnponin, 2-MeTOKCU-2-
MeTtunnponin, Oytun, i3o6yTun, 3-rigpokcu-3-mMeTunbyTun, METOKCK, UMKNonponin, uuknobyTtun,
LUMKNONEHTUN, 2-TigpOKCULMKIONEHTMN, LIMKNOreKcur, OKceTaH-3-in, 3-meTunokceTaH-3-in,
TeTparigpodypan-3-in, TeTparigponipaH-4-in, 1-meTunaseTnaunH-3-in, niponiguH-3-in, 1-
MeTunniponianH-3-in, 1-(TpeT-6yTokcnkapboHin)niponiguH-3-in,  1-metunninepygmuH-3-in aéo  1-
MeTunninepnauH-4-in, abo

R® Ta R° pasom 3 aTomom as3oTy, 0O SKOro BOHW MPUEOHaHi, YTBOPIOTbL HEOOOB'I3KOBO 3aMillieHe
retepouukriyHe abo crniporeTepouukiivyHe KinbLe, BUOpaHe 3 rpynu, WO cKnagaeTbeca 3 a3eTuamH-1-
iny, 3-rigpokciaseTnanH-1-iny, 3-propasetngun-1-iny, 3,3-gudpTopasetTuamH-1-iny, niponignH-1-iny, 2-
MeTunniponiguH-1-iny, 3-rigpokcuniponianH-1-iny, 3-meTokcuniponiguH-1-iny, 2-
rigpokcuMeTunniponiguH-1-iny, 3-guMeTtunamidoniponiguH-1-iny, 2,5-gaumetunniponignH-1-iny, 2,2-
anveTunniponianH-1-iny, 3,3-aumeTtunniponignnH-1-iny, 3,3-gudTopniponigun-1-iny, ninepnauH-1-iny,
2-meTunninepuanH-1-iny, isokcasonigun-2-iny, mopdoniH-4-iny, 3-okconinepasuH-1-iny ta 2-okca-6-
asacnipo[3.3]renTaH-6-iny.

11. Cnonyka 3a 0ygp-skum 3 nn. 1-10, BubpaHa 3 rpynu, Wo CKnagaeTbcsa 3:
6-Lmknonponin-3-(nipyumiguH-5-inamiHo)nipnanH-2-kapboHoBoi  kucnotn  (3-gumeTtunkapbamoin-1-
mMeTun-1H-nipason-4-in)amigy,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipuanH-2-kap6oHoBoI KMCNoTU (1-meTun-3-meTunkapbamoin-
1H-nipason-4-in)amiay,

6-Lmknonponin-3-(nipyumiguH-5-inamiHo)nipuanH-2-kap6oHoBoi  kncnotn  (3-kapbamoin-1-metun-1H-
nipason-4-in)amiay,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHoBoi  kucnotn [3-aumeTtunkapbamoin-1-(2-
mMeTokcieTun)-1H-nipason-4-injamigy,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHoBOoi kucnotu (1-meTun-3-meTunkapbamoin-
1H-nipason-4-in)amigy,

6-umknonponin-3-(nipumianH-5-inamiHo)nipugnH-2-kapboHoBOI  kMcnotn  [5-gumeTtunkapbamoin-1-(2-
mMeTokcieTun)-1H-nipason-4-injamigy,
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6-umknonponin-3-(nipumianH-5-inamiHo)nipugnH-2-kapboHoBoi  kncrnotn  [3-gumeTtunkapbamoin-1-
(2,2,2-TpncpTopeTnn)-1H-nipason-4-injamiay,
6-umknonponin-3-(nipumianH-5-inamiHo)nipugnH-2-kapboHoBoi kucnotn [3-metunkapbamoin-1-(2,2,2-
TpudTopeTnn)-1H-nipason-4-injamigy,

6-umknonponin-3-(nipumianH-5-inamiHo)nipugnH-2-kapboHoBoi kncnotn [3-metunkapbamoin-1-(3,3,3-
TpudTopnponin)-1H-nipason-4-injamigy,
6-umknonponin-3-(nipumianH-5-inamiHo)nipugnH-2-kapboHoBoi  kucnotn [5-metunkapbamoin-1-(3,3,3-
TpudTopnponin)-1H-nipason-4-injamigy,
6-umknonponin-3-(nipumianH-5-inamiHo)nipuauH-2-kap6oHoBOT Kncnotun [1-(2-meTokcieTun)-5-
meTunkapbamoin-1H-nipason-4-injamigy,
6-umknonponin-3-(nipumianH-5-inamiHo)nipugunH-2-kapboHoBoi  kucnotn  (1-umknonponinmeTun-3-
meTunkapbamoin-1H-nipason-4-in)amiay,
6-umknonponin-3-(nipumianH-5-inamiHo)nipugunH-2-kapboHoBoi  kucnotn  (1-umknonponinmeTun-5-
meTunkapbamoin-1H-nipason-4-in)amiay,
6-Lmknonponin-3-(nipyumiguH-5-inamiHo)nipnanH-2-kapboHoBoi  kucnotn  [1-meTun-3-(MopdoniH-4-
kapboHin)-1H-nipason-4-injamigy,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kap6oHoBOT KncnoTtun [3-
(umknonponinmetTunkap6amoin)-1-metun-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipyumiguH-5-inamiHo)nipnanH-2-kapboHoBoi  kncnotn  [1-meTnn-3-(ninepnanH-1-
kapboHin)-1H-nipason-4-injamigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHoBoT KNCnoTu [3-
(umknorekcunmetunkapbamoin)-1-metun-1H-nipason-4-injamiagy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHoBoT KncnoTu [1-(2-meTOKCiETMN)-3-
meTunkapbamoin-1H-nipason-4-injamiay,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHoBoT KNCnoTu [3-
(umknoneHTunMeTunkapbamoin)-1-metun-1H-nipason-4-injamiay,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kap6oHoBOT KMcnoTtun [3-

(isonponinmeTtunkapbamoin)-1-metun-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipyumiguH-5-inamiHo)nipnanH-2-kapboHoBoi  kucrnotn  [1-meTun-3-(niponignH-1-
kapboHin)-1H-nipason-4-injamigy,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kap6oHoBoi kucnotu (3-metTunkapbamoin-1-ceHin-
1H-nipason-4-in)amigy,

6-meToKCMMETUN-3-(NipUMianH-5-inamiHo)nipuaunH-2-kapboHoBOI KMcnoTu [1-(2-meTokcieTun)-5-
meTunkapbamoin-1H-nipason-4-injamiay,
6-umknonponin-N-[1-meTun-3-(2-meTunniponiguH-1-kapboHrin)-1H-nipason-4-in]-3-(nipumignH-5-
inamiHo)MipnanH-2-iMigoBOI KNCIOTH,
N-(3-umknorekcunkapbamoin-1-metun-1H-nipason-4-in)-6-uuknonponin-3-(nipumignH-5-
inamiHo)nipnanH-2-iMigoBoT KUCIOTH,
N-[3-(a3eTnamnH-1-kapboHin)-1-meTnn-1H-nipason-4-in]-6-umnknonponin-3-(nipumigmH-5-
inamiHo)nipnanH-2-iMigoBoT KNCNOTH,
6-umknonponin-N-(3-yuknonponinkap6amoin-1-meTnn-1H-nipason-4-in)-3-(nipymiguH-5-
inamiHo)nNipnanH-2-iMigoBOT KNCOTH,
6-umknonponin-N-[3-(3,3-gumeTunniponianH-1-kapboHin)-1-meTnn-1H-nipason-4-in]-3-(nipumigmH-5-
inamiHo)MipMANH-2-iMig0BOI KMCNOTH,
N-(3-umknobytunkapbamoin-1-meTun-1H-nipason-4-in)-6-unknonponin-3-(nipumigamH-5-
inamMiHo)MipMANH-2-iMig0BOI KMCNOTH,
N-(3-umknoneHtunkapbamoin-1-metun-1H-nipason-4-in)-6-unknonponin-3-(nipumigmH-5-
inamMiHo)MipMANH-2-iMig0BOI KMCNOTH,
6-umknonponin-N-[3-(2,5-gumeTunniponignH-1-kapoboHin)-1-meTnn-1H-nipason-4-in]-3-(nipumigmH-5-
inamiHo)nNipnanH-2-iMigoBOT KNCOTH,
6-umknonponin-N-[3-(3,3-gudTopniponianH-1-kapboHin)-1-meTun-1H-nipason-4-in]-3-(nipumiamH-5-
inamiHo)NipnAanH-2-iMigoBOT KNCOTH,
6-umknonponin-N-[3-(3-gumeTnnamiHoniponignH-1-kap6oHin)-1-meTun-1H-nipason-4-in]-3-(nipumignH-
5-inamiHO)nipManH-2-iMigoBoT KUCNoOTH,
6-umknonponin-N-{3-[(3-rigpokcunponin)meTunkapbamoin]-1-metun-1H-nipason-4-in}-3-(nipumignH-5-
inamiHo)MipnanH-2-iMigoBOI KNCIOTH,
6-umknonponin-N-[3-(2-rigpokcieTunkap6amoin)-1-metun-1H-nipason-4-in]-3-(nipumignH-5-
inamiHo)MipnanH-2-iMigoBOI KNCIOTH,
6-umknonponin-N-{3-[(2-rigpokcieTun)meTunkapbamoin]-1-metun-1H-nipason-4-in}-3-(nipumiganH-5-
inamiHo)MipnanH-2-iMigoBOI KNCIOTH,
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6-umknonponin-N-[3-(2-meTokcu-1-meTunetunkapbamoin)-1-metun-1H-nipason-4-in]-3-(nipumignH-5-
inamiHo)NipnanH-2-iMigoBOT KNCOTH,
6-umknonponin-N-[3-(2,3-aurigpokcnnponinkapbamoin)-1-metun-1H-nipason-4-in]-3-(nipumignH-5-
inamiHo)MipnanH-2-iMigoBOI KNCIOTH,
6-umknonponin-N-[3-(2-rigpokcu-2-meTunnponinkap6amoin)-1-metun-1H-nipason-4-in]-3-(nipumiguH-
5-inamiHo)nipManH-2-iMigoBoT KNCNOTH,
6-umknonponin-N-[3-(3-rigpokcuniponignH-1-kap6oHin)-1-meTun-1H-nipason-4-in]-3-(nipyumignH-5-
inamiHo)nMipnanH-2-iMigoBOI KMCIOTH,
6-umknonponin-N-(2-rigpokcu-1-metunetunkapbamoin)-1-metun-1H-nipason-4-in]-3-(nipymiamH-5-
inamiHo)nipnanH-2-iMigoBOI KNCIOTH,
6-umknonponin-N-{3-[(2,3-gurigpokcunponin)meTunkapbamoin]-1-meTtun-1H-nipason-4-in}-3-
(nipymigmH-5-inamiHo)nipnanH-2-iMigoBOT KUCNOTH,
6-umknonponin-N-[3-(5-rigpokcu-3,6-aurigpo-2H-nipa3uH-1-kap6oHin)-1-meTtun-1H-nipason-4-in]-3-
(nipymigmH-5-inamiHo)nipnanH-2-iMigoBOT KUCNOTH,
6-umknonponin-N-[3-(3-MeTokcuniponignH-1-kapboHin)-1-meTnn-1H-nipason-4-in]-3-(nipumigmH-5-
inamiHo)MipMAMH-2-iMig0BOI KMCNOTH,
6-umknonponin-N-[3-(2-rigpokcumeTunniponiguH-1-kapboHin)-1-metun-1H-nipason-4-in]-3-(nipumigmt-
5-inamiHo)nipnanH-2-imMigoBoi Kncnotw,
6-umknonponin-N-[3-(3-rigpokcia3eTnaunH-1-kapOoHin)-1-metun-1H-nipason-4-in]-3-(nipumignH-5-
inamiHo)MipMAMH-2-iMig0BOI KMCNOTH,
6-umknonponin-N-[1-meTun-3-(2-okca-6-asacnipo[3.3]rentaH-6-kap6oHin)-1H-nipason-4-in]-3-
(nipMMignH-5-inamiHO)NipMAKH-2-iMiZ0BOT KUCNOTY,
6-umknonponin-N-[3-(2,2-gumeTunniponiamH-1-kapboHin)-1-meTnn-1H-nipason-4-in]-3-(nipumigmH-5-
inamiHo)MipnanH-2-iMigoBOI KNCIOTH,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHoBoT KMCnoTu (4-
meTunkapbamoin[1,2,3]tiagiaszon-5-in)amigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kap6oHoBOT KNCIOTH (4-meTnnkapbamoin-2-
deHinTtiazon-5-in)amigy,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipuanH-2-kap6oHoBOT KMcnotn (4-meTnnkapbamoin-2-

nipuauH-2-intiason-5-in)amiay,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-kapboHoBoi  kucnotn  (3-gumeTtunkapbamoin-1-
nipnavH-2-in-1H-nipason-4-in)amigy,

2-izonponin-5-(nipumignH-5-inamiHo)nipumignH-4-kapboHoBoi kucnotu (1-metun-3-meTunkapbamoin-
1H-nipason-4-in)amigy,

2-umknonponin-5-(nipymiguH-5-inamiHo)nipumignH-4-kapboHoBOI KMCIoTH (1-metnn-3-
meTunkapbamoin-1H-nipason-4-in)amigy,
2-TpeT-6yTnn-5-(NipymiguH-5-inamiHo)nipnmigunH-4-kapboHoBoi kncnotu (1-metTnn-3-meTunkapbamoin-
1H-nipason-4-in)amiay,

2-i306yTUn-5-(nipumignH-5-inamiHo)nipumignH-4-kapboHoBoi  kncnotn (1-metun-3-meTunkapbamoin-
1H-nipason-4-in)amiay,

2-umknorekcun-5-(nipymiguH-5-inamiHo)nipumigmH-4-kapboHoBOI KUCMOTU (1-meTun-3-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHoBoOT KMcnoTu (3-
uuknonponinkapbamoinTiodeH-2-in)amigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHoBOT KNCnoTu [3-(mopdoniH-4-

kapOoHin)TiocdeH-2-injamigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHoBoi  kucnoTtu [5-isonponin-3-(MopdoniH-4-
kapOoHin)TiocdeH-2-injamigy,
6-umknonponin-N-(3-(2-rigpokcu-2-meTunnponinkapbamoin)-1-metun-1H-nipason-4-in)-3-(nipumignH-
5-inamiHo)nipa3nH-2-kapbokcamigy,
N-(1-meTun-3-(meTunkapbamoin)-1H-nipason-4-in)-3-(nipumignH-5-inamito)-6-(TeTparigpodypaH-2-
in)nipasuH-2-kapbokcamigy,
N-(1-meTun-3-(meTunkapbamoin)-1H-nipason-4-in)-3-(nipumignH-5-inamito)-6-(TeTparigpodypaH-3-
in)nipasuH-2-kapbokcamigy,
N-(1-meTtun-3-(meTunkapbamoin)-1H-nipason-4-in)-3-(nipumignH-5-inamito)-6-(TeTparigpodypaH-2-
in)nikoniHamigy,
6-i306yTUn-N-(1-meTun-3-(meTnnkapdamoin)-1H-nipason-4-in)-3-(nipyumianH-5-inamiHo)nipasunH-2-
kapbokcamigy,
6-umknonponin-N-(1-etun-3-(metunkapbamoin)-1H-nipason-4-in)-3-(nipumignH-5-inamiHo)nipasuH-2-
kapbokcamigy,
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6-umknonponin-N-(1-etun-3-((teTparigpodypan-2-in)metunkapbamoin)-1H-nipason-4-in)-3-
(nipymigmH-5-inamiHo)nipasuH-2-kapbokcamiay,
6-umknonponin-N-(1-metun-3-((teTparigpodypaHn-2-in)Mmetunkapbamoin)-1H-nipason-4-in)-3-
(nipnmigmH-5-inamiHo)nipasnH-2-kapbokcamiay,
6-umknonponin-N-(3-((2-rigpokcu-2-meTunnponin)(MeTtun)kapoamoin)-1-metnn-1H-nipason-4-in)-3-
(nipnmignH-5-inamiHo)nipasnH-2-kapbokcamiay,
N-(3-(2-rigpokcu-2-meTunnponinkapbamoin)-1-meTtun-1H-nipason-4-in)-2-meTtun-5-(nipumignH-5-
inamiHo)nipnmignH-4-kapbokcamiagy,

6-(1-rigpokcieTnn)-3-(nipnmiguH-5-inamiHo)nipasnH-2-kapboHOBOI KNCroTu (1-meTtnn-3-
meTunkapbamoin-1H-nipason-4-in)amiay,
6-umknonponin-3-(nipyumianH-5-inamiHo)nipasunH-2-kapboHoBoi kucnotu (1-metun-5-metunkapbamoin-
1H-nipason-4-in)amiagy,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kap6oHoBoT Kncrnotm [5-(2-rigppokcu-2-
meTunnponinkap6amoin)-1-metun-1H-nipason-4-injamigy,
2-(2-meTokcieTunamiHo)-5-(nipumignH-5-inamiHo)nipumMignH-4-kap6oHoBOT KMcnotu (1-metnn-3-
meTunkapbamoin-1H-nipason-4-in)amigy,
3-(nipnmiguH-5-inamiHo)-6-(TeTparigpodypaH-3-in)nipnamH-2-kapboHoBOI KMCnoTu (1-meTtun-3-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHOBOI KNCIOTH (2-meTnn-4-

mMeTunkapbamoinTiason-5-in)amigy,

6-izonponin-3-(nipumignH-5-inamiHo)nipasuH-2-kapboHoBoi kncnotu (1-metun-5-metunkapbamoin-1H-
nipason-4-in)amigy,

6-umknonponin-3-(nipyumiguH-5-inamiHo)nipasmH-2-kapboHoBoi  kucnotn  [1-etnn-5-(2-rigpokcmn-2-
meTunnponinkapbamoin)-1H-nipason-4-injamiay,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBoi  kucnotn (1-etun-5-meTunkapbamoin-
1H-nipason-4-in)amiay,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBOI KMcnoTmn [5-(2-rigpokcu-2-
mMeTunnponinkapbamoin)-1-i3obytnn-1H-nipason-4-injamiay,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBOI KMcnoTun [1-meTnn-5-(okceTaH-3-

inkap6amoin)-1H-nipason-4-injamiay,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHoBoi Kncnotu [1-mMeTun-5-(3-meTunokceTaH-
3-inkapbamoin)-1H-nipa3on-4-injamigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KNCroTu (1-i306yTVN-5-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMcnoTu [5-(2-rigpokcu-2-
meTunnponinkapbamoin)-1-isonponin-1H-nipason-4-injamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KNCIoTH (1-isonponin-5-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
6-Lmknonponin-3-(nipyumiguH-5-inamiHo)nipasnH-2-kapboHoBOI KMcnotmn [5-(3-rigpokcu-3-
MeTunbytunkapbamoin)-1-metun-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipyumiguH-5-inamiHo)nipasnH-2-kapboHoBOI KMCRnoTn [1-meTun-5-
(TeTparigpodypaH-3-inkapbamoin)-1H-nipason-4-inJamiay,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KNCroTu [5-(3-rigpokcu-2,2-

avnmetunnponinkapbamoin)-1-metun-1H-nipason-4-injamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBoi  kncnotn [5-(3,3-gudptopasetnanH-1-
kapboHin)-1-metun-1H-nipason-4-inJamigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMCIoTu [1-meTun-5-(2,2,2-
TpudTopeTunkapbamoin)-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBOI KMcnotn [5-(2,2-

andTopeTunkapbamoin)-1-metnn-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBoi kucnoTtu [1-metun-5-(3,3,3-TpudTop-2-
rigpokcunponinkap6amoin)-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBOI KUCRoTn [1-(2-meTokcieTnn)-5-
mMeTunkapbamoin-1H-nipason-4-injamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHoBoi kKMcnoTu (1-metTun-5-meTunkapbamoin-
1H-nipason-4-in)amigy,

6-umknonponin-3-(nipumiganH-5-inamiHo)nipa3unH-2-kap6oHoBOT KNCNoTn [5-(3-rigpokecu-2-
mMeTunnponinkap6amoin)-1-metnn-1H-nipason-4-injamigy,
6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHoBoi  kucnotn  (5-kapbamoin-1-metun-1H-
nipason-4-in)amigy,
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6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kap6oHoBoT KMcrnoTn [5-(2-meToKCK-2-
meTunnponinkap6amoin)-1-metun-1H-nipason-4-injamigy,
6-umknonponin-3-(nipumiganH-5-inamiHo)nipa3unH-2-kap6oHoBOT KNCIOTU [5-(2-rippoken-1,1-
anveTunetTunkapdamoin)-1-metun-1H-nipason-4-injamiay,
6-umknonponin-3-(nipumiganH-5-inamiHo)nipa3unH-2-kap6oHoBOT KNCNoTn {5-[(2-rinpokcun-2-

mMeTunnponin)meTunkapoamoin]-1-meTtun-1H-nipason-4-intamiay,
2-TpeT-6yTun-5-(nipymignH-5-inamiHo)nipumianH-4-kapboHOBOI kKMCNoTK (1-meTun-5-meTunkapbamoin-
1H-nipason-4-in)amiay,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHoBOi  kMcnotn [5-(a3eTnanH-1-kapOoHin)-1-
meTun-1H-nipason-4-injamigy,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHoBoi  kucnotn  [1-meTun-5-(niponignH-1-
kap6oHin)-1H-nipason-4-injamiay,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHoBoi  kucrnotn  (5-gumeTtunkapbamoin-1-
meTun-1H-nipason-4-in)amigy,
3-(nipnmiguH-5-inamiHo)-6-(TeTparigpodypaH-3-in)nipasuH-2-kapboHoBOi KNCIOTU (1-meTun-5-
meTunkapbamoin-1H-nipason-4-in)amigy,
2-izonponin-5-(nipumMignH-5-inamiHo)nipumignH-4-kapOoHoBOi Kucnotu (1-metun-5-meTunkapbamoin-
1H-nipa3on-4-in)amigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)-5-(TeTparigpodypaH-2-in)nipa3uH-2-kapboHoBOi  kUCroTn [5-
(2-dpTopeTtunkapbamoin)-1-metun-1H-nipason-4-injamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KNCroTu (3-
uuknonponinkapbamoinizokcason-4-in)amigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBoi kucnotu [1-metun-5-(2,2,2-tpudtop-1-
meTuneTunkapbamoin)-1H-nipason-4-injamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KNCIoTH [5-(2,2-
andTopnponinkapbamoin)-1-metun-1H-nipason-4-injamigy,
6-xnop-3-(nipumiamH-5-inamiHo)nipnaunH-2-kapboHoBoi  kncnotn  (1-meTtun-5-metunkapbamoin-1H-
nipason-4-in)amigy,

6-umknonponin-3-(nipyumiguH-5-inamiHo)nipasnH-2-kapboHoBoi  kncnotn  (5-isobyTunkapbamoin-1-
mMeTun-1H-nipason-4-in)amigy,

6-Lmknonponin-3-(nipyumiguH-5-inamiHo)nipasuH-2-kapboHoBoi  kucrotn  [1-meTun-5-(ninepngnH-1-
kap6oHin)-1H-nipason-4-injamigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  (5-gumetunkapbamoin-1-
etnn-1H-nipason-4-in)amigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI  KMCMOTH [1-eTnn-5-(mopdoniH-4-
kap6oHin)-1H-nipason-4-injamigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBoi kucnotu [5-(2-cpTopetunkapbamoin)-1-
meTun-1H-nipason-4-injamiay,

6-Lmknonponin-3-(nipyumiguH-5-inamiHo)nipasnH-2-kapboHoBOI KMcnotmn [5-(2-rigpokcu-2-
mMeTunnponinkapbamoin)-1-(3,3,3-TpudTopnponin)-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHoBoi  kucnotu [5-metunkapbamoin-1-(3,3,3-
TpudTopnponin)-1H-nipason-4-injamigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KNCroTu [5-(3-cbTOpaseTnauH-1-
kap6oHin)-1-metun-1H-nipason-4-inJamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KncnoTm [5-(2-rigpokcu-2-

mMeTunnponinkapbamoin)-1-(2,2,2-tpudtopetun)-1H-nipason-4-injamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotu [5-metunkapbamoin-1-(2,2,2-
TpnudTopeTnn)-1H-nipason-4-injamigy,

6-Lmknonponin-3-(nipyumiguH-5-inamiHo)nipasnH-2-kapboHoBoi  kncnotu  [1-meTun-5-(MmopdponiH-4-
kapboHin)-1H-nipason-4-injamigy,

6-aueTnn-3-(nipumMignH-5-inamiHo)nipasuH-2-kapboHoBoi  knucnotu  (1-metnn-5-metunkapbamoin-1H-
nipason-4-in)amiay,

6-Lmknonponin-3-(nipyumiguH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  (3-etunkapbamoin-4,5,6,7-
TeTparigpobeHso[b]TioceH-2-in)amigy,

2-izonponin-5-(nipnamnH-3-inamiHo)nipumigmH-4-kapboHoBoi kucnotu (1-meTnn-5-metunkapbamoin-1H-
nipason-4-in)amigy,

6-(1-rigpokcieTun)-3-(nipumignH-5-inamiHo)nipasmH-2-kapboHOBOT KNCIOTU (1-meTun-5-
meTunkapbamoin-1H-nipason-4-in)amigy,

5-(3-pTopdeHinamiHo)-2-izonponinnipumignH-4-kapboHoBoi  kucnotn  (1-meTun-5-meTnnkapdamoin-
1H-nipason-4-in)amigy,
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6-meToKCUMeTUN-3-(NipUMianH-5-inamiHo)nipuanH-2-kapboHoBOT KMcnoTu (1-metnn-5-
meTunkapbamoin-1H-nipason-4-in)amiay,
5-(5-hTopnipnanH-3-inamiHo)-2-isonponinnipumianH-4-kapboHOBOI KMCnoTu (1-meTun-5-

mMeTunkapbamoin-1H-nipason-4-in)amigy,

5-(4-cpTopdeHinamiHo)-2-izonponinnipumignH-4-kapboHoBoi  kucnotn  (1-meTun-5-meTnnkapdamoin-
1H-nipason-4-in)amiay,

2-UnKnodyTnN-5-(nipumignH-5-inamiHo)nipnmianH-4-kapboHOBOI KNCINoTH (1-meTun-5-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHoBoi  kncnotn (5-etunkapbamoin-1-metmn-
1H-nipason-4-in)amiagy,

6-umknonponin-3-(nipasvH-2-inamiHo)nipasunH-2-kapboHoBoi  kucnotn  (1-metun-5-metnnkapbamoin-
1H-nipason-4-in)amiagy,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kapboHoBoi kncnotu (1-etun-5-etunkapbamoin-1H-
nipason-4-in)amiay,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBOI KMCnoTn (1-etun-5-
i306yTunkapbamoin-1H-nipason-4-in)amvigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHoBoi  kncnotn [5-(etunmeTtunkapbamoin)-1-
meTun-1H-nipason-4-injamigy,

6-Lmknonponin-3-(nipnanH-3-inamiHo)nipa3uH-2-kapboHoBoi  kucnotn  (1-metun-5-meTunkapbamoin-
1H-nipason-4-in)amigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBoi  kucnotn  (5-amnponinkapbamoin-1-
meTun-1H-nipason-4-in)amiay,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBoi kucnoTn [5-(byTunmeTtunkapbamoin)-1-
meTun-1H-nipason-4-injamiay,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMcnoTu {5-[(2-
rigpokcieTun)metunkap6amoin]-1-metun-1H-nipason-4-intamiay,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHOBOI KMUCRoTn [5-

(isonponinmeTtunkapbamoin)-1-metun-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHoBoi kucnoTn (5-gieTunkap6amoin-1-meTnn-
1H-nipason-4-in)amiay,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBOI KMCRnoTn [1-meTun-5-
(meTunnponinkapbamoin)-1H-nipason-4-injamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KNcnoTu {5-[eTnn-(2-
rigpokcieTun)kapbamoin]-1-metun-1H-nipason-4-infamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kap6oHOBOI KMCIoTu {1-meTun-5-
[MeTun(TeTparigponipan-4-in)kapbamoin]-1H-nipason-4-injamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KNCIoTH {1-meTun-5-

[(TeTparigpodypaH-2-inmeTun)kapbamoin]-1H-nipason-4-injamiay,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHoBoi kucnotu {1-etnn-5-[(TeTparigpodypaH-
2-inmeTtun)kapbamoin]-1H-nipason-4-in}amigy,
6-Lmknonponin-3-(nipnanH-3-inamiHo)nipasuH-2-kapboHOBOT  KMCNOTU  [5-(a3eTnanH-1-kapOoHin)-1-
meTun-1H-nipason-4-injamiay,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KNCnoTu [1-meTun-5-(2-
MeTunninepnanH-1-kapboHin)-1H-nipason-4-injamigy,
3-[(4-{[6-umknonponin-3-(nipumianH-5-inamiHo)nipa3uH-2-kapboHin]amiHo}-2-meTnn-2H-nipason-3-
kapboHin)amiHo]niponignH-1-kapboHoBOI Kncnotu TpeT-6yTnnosoro edipy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBoi  kucrnotn  {1-metun-5-[metnn-(2,2,2-
TpudTopeTun)kapbamoin]-1H-nipason-4-injamigy,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBOI KMUCMoTn [5-
(umknonponinmetunkapbamoin)-1-metun-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHoBOI KMUcnoTun [1-meTnn-5-(2-

MeTunniponianH-1-kapboHin)-1H-nipason-4-injamigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBoi kncnotu [1-meTun-5-(MeTnnokceTaH-3-
inkap6amoin)-1H-nipason-4-injamiay,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KNCnoTu [1-meTun-5-(1-
MeTunninepunaun-3-inkapbamoin)-1H-nipason-4-injamigy,
6-umknonponin-3-(nipumiganH-5-inamiHo)nipa3uH-2-kap6oHoBOT KNCIOTU [1-meTnn-5-(1-
MeTunninepuaun-4-inkapbamoin)-1H-nipason-4-injamigy,
6-umknonponin-3-(nipumiganH-5-inamiHo)nipa3unH-2-kap6oHoBOT KNCINoTH [5-meTnnkapbamoin-1-

(TeTparigpodypaH-2-inmeTun)-1H-nipason-4-injamigy,
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6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kap6oHoBoT Kncnotm [5-(2-rigpokcu-2-
meTunnponinkapbamoin)-1-(tetparigpodypaH-2-inmetun)-1H-nipason-4-injamigy,
6-umknonponin-3-(nipumiganH-5-inamiHo)nipa3unH-2-kap6oHoBoOT KMCnoTn {5-[(2-
dTopeTnn)MeTunkapbamoin]-1-metnn-1H-nipason-4-injamigy,
6-umknonponin-3-(nipumiganH-5-inamiHo)nipa3unH-2-kap6oHoBOT KMCnoTu {1-metnn-5-[meTnn-(1-
MeTunniponigun-3-in)kap6amoin]-1H-nipason-4-intamiay,
6-umknonponin-3-(nipumiganH-5-inamiHo)nipa3unH-2-kapboHoBOT KMCnoTmn [5-meTnnkapbamoin-1-

(TeTparigpodypaHn-3-in)-1H-nipason-4-injamigy,
6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHoBoi  kucnotu  [1-meTun-5-(niponignH-3-
inkap6amoin)-1H-nipason-4-injamigy,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kap6oHoBoT Kucnotm (1-metnn-5-{[(S)-1-
(TeTparigpodypaH-2-in)metunjkapbamoin}-1H-nipason-4-in)amiay,
6-umknonponin-3-(nipymignH-5-inamiHo)nipasnH-2-kapboHoBOI KNCroTu (1-metnn-5-{[(R)-1-
(TeTpariopodypaH-2-in)metunjkapbamoin}-1H-nipason-4-in)amiay,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBOI KNCIOTH {1-meTnn-5-

[MeTun(TeTparigpodypaH-2-inmeTnn)kapbamoin]-1H-nipason-4-injamiay,
6-meToKCU-3-(MipuMignH-5-inamiHo)nipa3uH-2-kapboHoBoi  kucrnotn (1-metun-5-metunkapbamoin-1H-
nipason-4-in)amigy,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHOBOI KMCnoTn [1-(2-rigpokcieTnn)-5-
meTunkapbamoin-1H-nipason-4-injamigy,
3-(nipumiguH-5-inamiHo)-6-(R)-TeTparigpodypaH-3-innipasuH-2-kapboHoBoi  kucrnotn  (1-meTtnn-5-
meTunkapbamoin-1H-nipason-4-in)amigy,
3-(nipumiguH-5-inamiHo)-6-(S)-TeTparigpodypaH-3-innipasuH-2-kapborHosoi  kucnotn  (1-metunn-5-
meTunkapbamoin-1H-nipason-4-in)amigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KNcnoTu {1-meTnn-5-[(S)-
(TeTparigpodypaH-3-in)kapbamoin]-1H-nipason-4-in}amigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHOBOI KMCIoTu {1-meTun-5-[(R)-
(TeTparigpodypaH-3-in)kapbamoin]-1H-nipason-4-intamigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBOI KMCcnoTmn (5-meTunkapbamoin-1-
okceTaH-2-inmeTun-1H-nipason-4-in)amigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBOI KMcrnoTmn [5-(2-rigpokcu-2-
mMeTunnponinkapbamoin)-1-okcetaH-2-inmeTun-1H-nipason-4-injamiay,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMcnoTu [5-meTunkapbamoin-1-
(TeTparigpodypaH-3-inmeTun)-1H-nipason-4-injamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kap6oHOBOI KMcnoTu [5-(2-rigpokcu-2-
mMeTunnponinkapbamoin)-1-(tetparigpodypaH-3-inmeTtun)-1H-nipason-4-injamiay,
3-(nipnmiguH-5-inamiHo)-6-niponiguH-1-innipa3uH-2-kap©oHoBOT KMCcnoTu (1-meTtnn-5-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
6-mopdoniH-4-in-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHoBOI KMcnoTn (1-meTtun-5-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
6-a3eTnamnH-1-in-3-(nipumigmH-5-inamido)nipasnH-2-kap6oHoBOT KNCoTu (1-meTun-5-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
6-(eTunMeTunamiHo)-3-(nipumigmH-5-inamiHo)nipasnH-2-kap6oHoOBOT KNCroTu (1-meTun-5-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KNCnoTu [5-(2-
avmMeTunamiHoeTunkapbamoin)-1-metun-1H-nipason-4-injamigy,
2-umknonponin-5-(nipymiguH-5-inamiHo)nipumignH-4-kapboHOBOI KMCIoTu (1-metnn-5-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBOI KMUcnoTun [1-meTnn-5-(1-

MeTunaseTnanH-3-inkap6amoin)-1H-nipason-4-injamiay,
2-i306yTUn-5-(nipumignH-5-inamiHo)nipumignH-4-kapboHoBoi  kncnotu (1-metun-5-meTunkapbamoin-
1H-nipason-4-in)amiay,
4-meTun-5'-(nipumigmH-5-inamiyo)-3,4,5,6-tetparigpo-2H-[1,2']6inipa3uHin-6'-kap6oHoBoi  kucrnotn (1-
MeTun-5-metunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KUCNOTH [5-(MeToKcumeTunkapbamoin)-
1-meTtun-1H-nipason-4-injamigy,

6-umknonponin-3-(nipumiganH-5-inamiHo)nipa3unH-2-kap6oHoBOT KNCIOTH [5-(i3okcasonignH-2-
kapOoHin)-1-metnn-1H-nipason-4-injamiay,
6-umknonponin-3-(nipumiganH-5-inamiHo)nipa3unH-2-kap6oHoBOT KNCIOTH [5-(2-

rigpokcuumknoneHTunkapbamoin)-1-metun-1H-nipason-4-injamiay,
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5-(nipumiguH-5-inamino)-2-(2,2,2-Tpudtopetokeun)nipumignH-4-kapboHosoi  kucnotn  (1-metun-5-
meTunkapbamoin-1H-nipason-4-in)amiay,
3-(nipMMiguH-5-inamiHo)-6-(2,2,2-TpudTopeToKkeun)nipasmH-2-kapboHOBOT KMCIoTH (1-meTun-5-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
2-(1-rigpokcn-1-meTuneTunn)-5-(nipumignH-5-inamiHo)nipumignH-4-kapboHoBoi  kucnotu  (1-meTtun-5-
meTunkapbamoin-1H-nipason-4-in)amigy i
6-(1-rigpokcn-1-meTuneTnn)-3-(NipuMignH-5-inamiHo)nipa3unH-2-kapboHoBoi  kucnotn  (1-meTtun-5-
meTunkapbamoin-1H-nipason-4-in)amigy

abo ix dhhapmaueBTUYHO NPUAHATHUX COMEN.

12. Cnonyka 3a 6yab-akum 3 nn. 1-10, BubpaHa 3 rpynu, Lo CKNnagaeTbes 3:
6-umknonponin-3-(nipumianH-5-inamiHo)nipuanH-2-kapboHoBoiI kncnotun (1-metun-3-metunkapbamoin-
1H-nipason-4-in)amiagy,
6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kapboHoBoi kucnotu (1-meTtun-3-metTunkapbamoin-
1H-nipason-4-in)amiay,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kap6oHoBOT KMcnoTmn [1-(2-meTokcieTnn)-5-
meTunkapbamoin-1H-nipason-4-injamigy,
6-umknonponin-N-[3-(2-rigpokcu-2-meTunnponinkap6amoin)-1-metun-1H-nipason-4-inj-3-(nipyumignH-
5-inamiHo)nipnanH-2-imMigoBoi Kncnotw,
2-izonponin-5-(nipumMignH-5-inamiHo)nipumignH-4-kapOoHoBoi Kucnotu (1-metun-3-meTunkapbamoin-
1H-nipason-4-in)amigy,
2-i306yTUn-5-(nipumignH-5-inamiHo)nipumignH-4-kapborHoBoi  kncnotn (1-metun-3-metunkapbamoin-
1H-nipason-4-in)amigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHoBoT KMCnoTu [3-(mopdoniH-4-
kapboHin)tiodeH-2-inJamigy,
6-umknonponin-N-(3-(2-rigpokcu-2-metTunnponinkapbamoin)-1-metun-1H-nipason-4-in)-3-(nipyumignH-
5-inamiHo)nipa3uH-2-kapbokcamigy,
6-i306yTun-N-(1-meTun-3-(meTnnkapbamoin)-1H-nipason-4-in)-3-(nipumignH-5-inamiHo)nipasuH-2-
kapbokcamigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHoBoi kncnotu (1-metun-5-meTnnkapbamoin-
1H-nipason-4-in)amiay,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBOI KMcnotmn [5-(2-rigpokcu-2-
meTunnponinkapbamoin)-1-metnn-1H-nipason-4-injamigy,
6-izonponin-3-(nipumignH-5-inamiHo)nipa3uH-2-kapboHoBoi kncnotu (1-metun-5-metunkapbamoin-1H-
nipason-4-in)amigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBoi kncnotu [1-meTun-5-(3-meTunokceTaH-
3-inkapbamoin)-1H-nipa3on-4-injamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMCIoTu [5-(2,2-
andTopeTunkapbamoin)-1-metnn-1H-nipason-4-injamigy,
2-TpeT-6yTnn-5-(NipymiguH-5-inamiHo)nipumignH-4-kapboHoBoi kKncnotu (1-metTnn-5-meTunkapbamoin-
1H-nipason-4-in)amiay,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHoBOi  kucroTn [5-(aseTnamH-1-kapboHin)-1-
meTun-1H-nipason-4-injamiay,
3-(nipnmiguH-5-inamiHo)-6-(TeTparigpodypaH-3-in)nipasuH-2-kapboHoBOI KMCroTu (1-meTtun-5-
meTunkapbamoin-1H-nipason-4-in)amigy,
2-izonponin-5-(nipumignH-5-inamiHo)nipumignH-4-kapboHoBoi kucnotu (1-metun-5-meTunkapbamoin-
1H-nipason-4-in)amigy,
2-izonponin-5-(nipnamnH-3-inamiHo)nipumignH-4-kapboHoBoi kucnotu (1-meTnn-5-metunkapbamoin-1H-
nipason-4-in)amigy,
5-(5-dpTopnipnanH-3-inamiHo)-2-izonponinnipumianH-4-kap6oHOBOI KMcnoTun (1-meTun-5-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
6-Lmknonponin-3-(nipyumiguH-5-inamiHo)nipasnH-2-kapboHoBoi  kucrnotn (5-eTunkap6amoin-1-meTun-
1H-nipason-4-in)amiay,
6-Lmknonponin-3-(nipyumiguH-5-inamiHo)nipasmH-2-kapboHoBoi  kncnotu [5-(etunmeTtunkapbamoin)-1-
meTun-1H-nipason-4-injamiay,
3-(nipymiguH-5-inamiHo)-6-(R)-TeTparigpodypaH-3-innipasuH-2-kapboHoBoi  kucrnotn  (1-meTtnn-5-
meTunkapbamoin-1H-nipason-4-in)amigy,
3-(nipumiguH-5-inamiHo)-6-(S)-TeTparigpodypaHn-3-innipasuH-2-kapboHoBoi  kucnotn  (1-metun-5-
meTunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipumiganH-5-inamiHo)nipa3unH-2-kap6oHoBOT KMCNoTn {1-meTnn-5-[(S)-
(TeTparigpodypaHn-3-in)kapbamoin]-1H-nipason-4-intamiay,
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6-umknonponin-3-(nipymignH-5-inamiHo)nipasnH-2-kapboHoBOI KNCnoTu {1-metun-5-[(R)-
(TeTparigpodypaH-3-in)kapbamoin]-1H-nipaszon-4-intamiay,
6-mopdoniH-4-in-3-(nipumignH-5-inamiHo)nipa3unH-2-kapboHOBOI KNCIOTU (1-meTun-5-
mMeTunkapbamoin-1H-nipason-4-in)amigy,
6-umknonponin-3-(nipumiganH-5-inamiHo)nipa3unH-2-kap6oHoBOT KMCIOTH [1-meTnn-5-(1-
MeTunaseTngun-3-inkapbamoin)-1H-nipason-4-injamigy,
6-umknonponin-3-(nipumiganH-5-inamiHo)nipa3unH-2-kapboHoBOT KMCnoTun [5-(i3okcasonignH-2-
kapOoHin)-1-metnn-1H-nipason-4-injamiay,
6-umknonponin-3-(nipumianH-5-inamiHo)nipa3uH-2-kap6oHoBoT Kncnotun [5-(2-

rigpokcuumknoneHTunkapbamoin)-1-metun-1H-nipason-4-injamigy i
6-(1-rigpokcu-1-meTrneTun)-3-(NipumignH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  (1-metun-5-
meTunkapbamoin-1H-nipason-4-in)amigy

abo ix dhhapmaueBTUYHO NPUAHATHUX COMEN.

B
A

13. Cnonyka abo ii dapmaueBTUYHO NPUNHATHA Cinb 3a Oyab-akum 3 nn. 1-4, ge
BMOpaHWi 3 rpynu, WO cknagaeTbes 3:

N R 12 R™ N R
= | = | NN = m/
NN X~ N = NSL

R N
15 17 / \
18 =

Ta ,
ae
R nosHauae BoaeHb aGo ranore;
R™ nosHauae BOAEHb, HWXYMA ankin, HWKYUA anKoOKCU-HWKYMIA  ankin, uuknoankin abo
TeTparigpodypaHin;
R™ nosHayae BogeHb abo HUXKYUI ankKin,
R™ nosHauae BogeHb abo ranoreH;
R'® nosHauae BopeHb, ranoreH abo AieTMnaMiHOKapBOHir;
RY nosHauae BOAEHb, ranioreH, HWX4Yuih arnkin, HWKYUN arnkoKCU, HWKYMA ranoigankin, uiaHo, 2-
rifpOKCIETOKCK,  2-METOKCIETOKCHK,  2-TiPOKCU-2-MeTUNNponoKcK, 2-(rigpokcukapOoHin)etun, 2-
eToKcuKapOoHineTun, meTunkapbamoinmeTokcn abo aLeTunamiHo;
R'® nosHauae BOAEHb, rafnioreH, HWKXYMIA ankin aGo HKYUIN ankoKCH.
14. Cnonyka abo ii dhapmaLeBTUYHO NPUIAHATHA Cinb 3a Oyab-akum 3 nn. 1-4 ta 13, ge R’ nosHavae
HWXYMI ankin abo Luknoankin.
15. Cnonyka a6o ii hapMaLeBTUYHO NpUIHSTHI coni 3a n. 14, ae R' nosHauae isonponin, i306yTun,
TpeT-6yTun abo yuknonponin.
16. Cnonyka abo ii apmaLeBTUYHO NPUAHATHA Cinb 3a 6yab-akum 3 nn. 1-4 Ta 13-15, e
R® Ta R® He3anexHo no3HavaloTb BOAEHb, HWXYMIA ankin, HWKYUI rigpokciankin, HUKXYNM ranoigankin,
HWKYMA  anKOKCU-HWXKYWUIA - arnkin, Uuknoankin abo retepouuknin, Ae 3a3HaYeHUN HWKYUA - ankKin
HeobOB'A3KOBO  3aMillleHni reTepoLMKninoMm, | [e 3a3HavyeHun reTepouukning HeobOoB'A3KOBO
3aMiLLIEHUIA HUXKYMM ankinom, abo
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R® Ta R° pasom 3 aTOMOM a3O0Ty, A0 SIKOrO BOHW MPUEAHAHI, YTBOPIOKOTb a3eTUauvH, NiponiauH,
ninepuavH, ninepasnH abo 2-okca-6-asacnipo[3.3]renTaHoBe Kinbue, O€ KOXEeH i3 3a3HauyeHux
aseTuauHy, niponiguHy, ninepasvHy abo 2-okca-6-a3acnipo[3.3]renTaHOBOro Kinbus HeobOB'I3KOBO
3amilleHmnn 1 abo 2 3aMiCHUKaMK, He3anexHo BMOpaHUMM 3 TPYNK, L0 CKNaAaeTbCs 3 TiapOKCuny,
ranoreHy, HWX4YOoro arnkiny, HWXYoro rigpokciankiny, HWKYOro arkokcu, OKCO Ta amiHo, i Je
3a3Ha4YeHU aMiHO 3aMilLleHM 2 HWXKYUMK arKinamu.

17. Cnonyka abo ii papmaLeBTUYHO NPUIAHATHA Cinb 3a n. 16, ge

R’ Ta R® He3anexHo nosHaualoTb BOAEHb, MeTun, TeTparigpodypaH-2-inmeTun, etun, 2-rigpokcn-1-
MeTUneTun, 2-rigpokcun-1,1-aumeTmneTun, 2-meTokcieTun, 2-MeToKcu-1-MeTuneTun, 2-rigpokcietun,
2-izonponokcietun, 2,2,2,-tpudptopeTtun, isonponin, 2,3-gurigpokcunponin, 3-rigpokcunponin, 2-
rigpoKCU-2-MeTUnnponin, 2-meToKCu-2-MeTUnnponin, 3-mMeToKCu-2,2-guMeTUNNpPonin, UMKNonponin,
LMKNOBYTUM, LMKNONEHTUA, UMKIorekcun, TetparigpodypaH-3-in, okceTtan-3-in, 3-meTunokcetaH-3-in
abo TeTparigponipaH-4-in, abo

R® Ta R° pasom 3 aTomom asoTy, 40 SIKOro BOHW MpUEAHAaHI, YTBOPKOKTL HEOOOB'A3KOBO 3aMilleHe
retepouukIiyHe abo crniporeTepouuKmivyHe Kinbue, BubpaHe 3 rpynu, WO ckrnagaeTbcs 3 a3eTuanH-1-
iny, 3-rigpokciasetnanH-1-iny, 3,3-gudTopaseTmanH-1-iny, niponigunH-1-iny, 2-metunniponiguH-1-iny,
3-rigpokcuniponignH-1-iny, 3-meTokcuniponiguH-1-iny, 2-rigpokcumeTunniponignH-1-iny, 3-
anmeTtumnamidoniponiguH-1-iny,  2,5-gumeTtunniponiguH-1-iny,  2,2-gumetunniponiguH-1-iny,  3,3-
anmeTtmnniponiguH-1-iny, 3,3-andTopniponiguH-1-iny, ninepuaunn-1-iny, 2-metunninepnguH-1-iny, 3-
okconinepasun-1-iny, 3-metTunmopdoniH-4-iny Ta 2-okca-6-asacnipo[3.3]renTaH-6-iny.

18. Cnonyka 3a 6ygb-akum 3 nn. 1-4 t1a 13-17, BubpaHa 3 rpynu, LWo cknagaeTbes 3:

6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHoBoT KNCroTu [4-(niponignH-1-
Kapb6oHin)nipmaunH-3-injamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kapboHoBOT KNCroTu (4-

AavmMeTtunkapbamoinnipnamH-3-in)amiagy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipnanH-2-kapboHoBOI  kMcnotn (4-meTunkapbamoinnipugnH-
3-in)amigy,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipnanH-2-kap6oHoBOT KMCNoTu (2-
mMeTunkapbamoindgeHin)amigy,
6-umknonponin-N-[4-(3-gumeTnnamiHoniponiguH-1-kap6oHin)nipugunH-3-inj-3-(nipumignH-5-
inamiHo)nipnanH-2-iMigoBoT KNCNOTH,
6-umknonponin-N-[4-(2-meTunniponigunH-1-kap6oHin)nipnamH-3-in]-3-(nipumignH-5-inamiHo)nipnguH-2-
iMigoBOi KucnoTy,
6-umknonponin-N-[4-(3,3-gudTopniponignH-1-kap6oHin)nipnaunH-3-inl-3-(nipymiguH-5-
inamiHo)MipnanH-2-iMigoBOI KMCIOTH,
6-umknonponin-N-(4-uuknonponinkap6amoinnipuguH-3-in)-3-(nipumianH-5-inamiHo )nipnanH-2-imigoBoi
KNCNoTw,
N-(4-umknobytunkap6amoinnipuguH-3-in)-6-umknonponin-3-(nipuMignH-5-inamiHo )nipuanH-2-imigoBoi
KucnoTwm,

6-umknonponin-N-[4-(2,5-gumeTunniponignn-1-kap6oHin)nipnanH-3-in]-3-(nipumignH-5-
inamiHo)nipnanH-2-iMigoBoT KNCNoTw,
6-umknonponin-N-[4-(5-rigpokcu-3,6-gurigpo-2H-nipa3unH-1-kap©6oHin)nipnanH-3-in]-3-(nipumigmH-5-
inamiHo)MipMANH-2-iMig0BOI KMCNOTH,
N-(4-umknoneHtTunkapbamoinnipugux-3-in)-6-uuknonponin-3-(nipumignH-5-inamiHo)nipyamH-2-
iMigoBOi KucnoTy,
6-umknonponin-N-[4-(3-meTokcuniponignH-1-kap6oHin)nipuaunH-3-in]-3-(nipyumignH-5-inamiHo)nipnamH-
2-iMigoBOI KMCNoTY,
6-umknonponin-N-[4-(3,3-gumeTunniponignu-1-kap6oHin)nipngnH-3-in]-3-(nipumignH-5-
inamiHo)NipnAanH-2-iMigoBOT KNCOTH,
6-umknonponin-N-[4-(2-rigpokcu-1-meTunetunkapoamoin)nipuaunH-3-in]-3-(nipumigmH-5-
inamiHo)NipnanH-2-iMigoBOT KNCOTH,
N-[4-(a3eTnamnH-1-kapboHin)nipuanH-3-in]-6-umknonponin-3-(nipumignH-5-inamiHo)nipnanH-2-iMigoBoi
KucnoTw,
6-umknonponin-N-[4-(2-rigpokcieTunkap6amoin)nipuamH-3-in]-3-(nipumigmH-5-inamiHo)nipuanH-2-
iMigoBOi KucnoTy,
6-umknonponin-N-[4-(2,3-aurigpokcunponinkapbamoin)nipngnH-3-in]-3-(nipumMignH-5-inamiHo)nipuanH-
2-iMigoBOI KMCnoTw,
6-umknonponin-N-[4-(2-rigpokcn-2-meTunnponinkap6amoin)nipuamH-3-inj-3-(nipumignH-5-
inamiHo)MipnanH-2-iMigoBOI KNCIOTH,

189



10

15

20

25

30

35

40

45

50

55

60

UA 108105 C2

6-umknonponin-N-{4-[(3-riapokcunponin)meTunkapbamoin]nipnaunH-3-in}-3-(nipyumigmH-5-
inamiHo)NipnanH-2-iMigoBOI KNCOTH,
6-umknonponin-N-[4-(2-meTokcu-1-meTunetTunkapbamoin)nipuanH-3-in]-3-(nipumiguH-5-
inamiHo)MipnanH-2-iMigoBOI KNCIOTH,
6-umknonponin-N-{4-[(2-rigpokcieTnn)meTunkapbamoin]nipugmH-3-in}-3-(nipumignH-5-
inamiHo)MipnanH-2-iMigoBOI KNCIOTH,
N-(4-umknorekcunkapbamoinnipnanx-3-in)-6-umnknonponin-3-(nipumMiguH-5-inamiHo))nipnanH-2-imigosoi
Kncnotwy,

6-umknonponin-N-[4-(3,3-andTopaseTnanH-1-kapboHin)nipuauH-3-in]-3-(nipumignH-5-
inamiHo)nipnanH-2-iMigoBOI KNCIOTH,
6-unknonponin-N-[4-(2-rigpokcumeTnnniponianH-1-kap6oHin)nipugnH-3-in]-3-(nipumiguH-5-
inamiHo)nipnanH-2-iMigoBOI KNCIOTH,
7-{[6-umknonponin-3-(nipumianH-5-inamiHo)nipuanH-2-kapboHinlamiHo}-2-deHinimigaso[1,2-a]nipnanH-
6-kapbOHOBOI KUCNOTK MeTUnamigy,
6-umknonponin-N-[4-(3-rigpokciazeTnaunH-1-kapOoHin)nipnanH-3-in]-3-(nipumignH-5-inamiHo)nipuguH-
2-imigoBoi Kucnotu,
6-umknonponin-N-[4-(2,2-gumeTunniponignn-1-kapboHin)nipnanH-3-in]-3-(nipumignH-5-
inamiHo)MipMAMH-2-iMig0BOI KMCNOTH,
6-umknonponin-N-{4-[(2,3-aurigpokcunponin)MeTunkapbamoin]nipngux-3-in}-3-(nipumignH-5-
inamiHo)MipMAMH-2-iMig0BOI KMCNOTH,
6-umknonponin-N-[4-(3-rigpokcuniponianH-1-kap6oHin)nipnaunH-3-inl-3-(nipymiguH-5-inamiHo)nipnanH-
2-iMigoBOi KMCNoTH,
6-umknonponin-N-[4-(2-okca-6-a3acnipo[3.3]rentaH-6-kap6oHin)nipnguH-3-inl-3-(nipyumignH-5-
inamiHo)MipnanH-2-iMigoBoI KNCIOTH,

2-izonponin-5-(nipumignH-5-inamiHo)nipumigunH-4-kapOoHoOBOT KNCNoTH [4-(2-rippokcm-2-
MeTunnponinkapbamoin)nipugnH-3-injamigy,
2-TpeT-6yTnn-5-(NipnmiguH-5-inamiHo)nipumigmH-4-kapboHOBOI KNCIoTH [4-(2-rippokcun-2-

MeTunnponinkapbamoin)nipugunH-3-injamigy,
2-(2-TpeT-6yTnn-5-(nipumignH-5-inamiHo)nipumignH-4-kapookcamigo)-N4,N4-gietun-N1-
MeTunTepedTanamigy,
5-{[6-umnknonponin-3-(nipumianH-5-inamiHo)nipa3uH-2-kapOoHin]amiHo}nipumianH-4-kapboHoBOT
KUCNOTK (2-rigpokcu-2-metunnponin)amigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMcnoTu [2-(2-rigpokcu-2-
mMeTunnponinkapbamoin)nipugunH-3-injamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kap6oHOBOI KNCIoTu [4-(2-

isonponokcieTunkapbamoin)nipugunH-3-injamiay,
6-umknonponin-3-(nipumiganH-5-inamiHo)nipa3uH-2-kap6oHoBoT KMcnoTn [4-(TeTparigpodypaH-3-
inkap6amoin)nipuanH-3-injamiay,

6-umknonponin-3-(nipumiguH-5-inamiHo)nipasuH-2-kapboHoBoi  kucnotn  {4-[(TeTparigpodypaH-2-
inmeTun)kapbamoin]nipnanH-3-infamigy,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMcnotmn [4-(2-rigpokcu-2-
MeTunnponinkapbamoin)nipuanH-3-injamiagy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMCroTu [4-(okceTaH-3-

inkap6amoin)nipnanH-3-injamiay,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBoi kucnotn [4,5-andTop-2-(2-rigpokcu-2-
MeTunnponinkapbamoin)deHinjamigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMcnoTu [4-(2-meTOKCK-2-
mMeTunnponinkapbamoin)nipugunH-3-injamigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMcrnoTun [4-(3-meTOKCKH-2,2-

avmMeTunnponinkap6amoin)nipuamn-3-injamigy,
6-umknonponin-N-(2-((2-meTokcieTun)(MeTun)kapbamoin)nipuguH-3-in)-3-(nipumignH-5-
inamiHo)nipa3uH-2-kapbokcamigy,
5-(6-umknonponin-3-(nipymiguH-5-inamiHo)nipasuH-2-kapbokcaMigo)-N-(2-meTokcieTvn)-N-
MeTunnipuMignH-4-kapbokcamigy,
6-umknonponin-N-(3-(2-rigpokcu-2-meTunnponinkap6amoin)nipnanH-4-in)-3-(nipumignH-5-
inamiHo)nipasuH-2-kapbokcamiagy,

6-umknonponin-3-(nipumiganH-5-inamiHo)nipa3unH-2-kap6oHoBOT KNCINOTH [4-(3-meTunokceTaH-3-
inkapbamoin)nipugun-3-injamigy,
5-(6-uuknonponin-3-(nipumMignH-5-inamiHo)nipasuH-2-kapookcamigo)-N-(2-rigpokcu-2-meTunnponin)-N-
MeTuUnnipumMiguH-4-kapookcamigy,
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6-umknonponin-N-(2-((2-rigpokcn-2-meTunnponin)(meTnn)kapbamoin)nipugunH-3-in)-3-(nipumignH-5-
inamiHo)nipasuH-2-kapbokcamiay,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasnH-2-kapboHoBOI  KMcnotn (4-metunkapbamoinnipuanH-
3-im)amiay,

6-umknonponin-3-(nipumiganH-5-inamiHo)nipa3unH-2-kap6oHoBOT KNCIOTU [4-(2-rippoken-1,1-
anveTuneTunkapdamoin)nipuanH-3-injamiay,
6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHOBOI  KNCNOTK (2-MeTunkapbamMoinnipuanH-

3-in)amiay,

6-umknonponin-3-(nipumianH-5-inamiHo)nipa3uH-2-kap6oHoBoT KMCrnoTn (2-
anveTunkapbamoinnipngunn-3-in)amiay,

6-umknonponin-3-(nipumianH-5-inamiHo)nipa3uH-2-kap6oHoBoT Kncnotun (6-umknonponin-2-

mMeTunkapbamoinnipugmH-3-in)amiay,
6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHOBOI KMCNOTKM [6-Lmknonponin-2-(2-rigpokcu-
2-meTunnponinkapbamoin)nipugunH-3-injamiay,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBOI KMCcnoTun [2-meTnnkap6amoin-6-
(TeTparigpodypaH-2-in)nipnavH-3-injamigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHOBOI KMcnoTmn [2-(2-rigpokcu-2-
MeTunnponinkapbamoin)-6-(TeTparigpodypaH-2-in)nipuamH-3-injamigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMCnoTu (6-eTnn-2-

mMeTunkapbamoinnipuguH-3-in)amigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBoi  kucnotn  [6-eTun-2-(2-rigpokcm-2-
mMeTunnponinkapbamoin)nipngnH-3-injamigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMCIoTH (6-meTnn-2-
meTunkapbamoinnipuguH-3-in)amigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMcnoTu [2-(2-rigpokcu-2-
MeTunnponinkapbamoin)-6-meTnnnipuamn-3-injamigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHOBOI KNCIOTU (3-meTokcu-2-
mMeTunkapbamoindeHin)amigy,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBOI KMcrnoTmn [2-(aseTnanH-1-
KapOoHin)nipuaunH-3-injamigy,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBOI KMUCRoTn [2-(ninepnanH-1-
KapboHin)nipmaunH-3-injamigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KNCnoTu (3-xnop-2-
meTunkapbamoindeHin)amigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kap6oHOBOI KMcnoTu [2-(niponignH-1-
KapboHin)nipmaunH-3-injamigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KNCIoTu [2-

(eTunmeTnnkapbamoin)nipuamH-3-injamigy,
5-{[6-unknonponin-3-(nipumianH-5-inamiHo)nipa3uH-2-kapOoHin]amiHo}nipumianH-4-kapboHoBOT
KUCMNOTK eTUNMETUNamIgy,
5-{[6-unknonponin-3-(nipumianH-5-inamiHo)nipa3uH-2-kapOoHin]amiHo}nipumianH-4-kapboHoBOT
KMCNOTK gumeTtunamiay,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBoi  kMcnoTn  (2-gumeTtunkapbamoin-3-
MeTOoKcudeHin)amigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KncnoTm [2-(2-rigpokcu-2-
mMeTunnponinkapbamoin)-4-isonponindeHinjamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMCIoTu (4-isonponin-2-
mMeTunkapbamoindgeHin)amigy,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBOI KUCRoTn (6-meToKCUMETUN-2-
mMeTunkapbamoinnipuguH-3-in)amiay,

6-Lmknonponin-3-(nipyumiguH-5-inamiHo)nipasnH-2-kapboHoBOI KncnoTtm [2-(2-rigpokcu-2-
MeTunnponinkapbamoin)-6-meTokcumeTUNNipuanH-3-injamigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBOI KMcrnoTtm [4-(aseTnanH-1-
KapOoHin)nipumianH-5-injamiay,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHOBOI KMCIoTu [4-(ninepungnH-1-
kapOoHin)nipumignH-5-injamigy,

6-umknonponin-3-(nipumiganH-5-inamiHo)nipa3unH-2-kap6oHoBOT KNCNoTn [2-(2-rinpokecu-2-
mMeTunnponinkap6amoin)-4-(2-meTokcieTokcn)deHinlamiagy,
6-umknonponin-3-(nipumiganH-5-inamiHo)nipa3unH-2-kap6oHoBOT KNCIOTU [4-(2-meTokcieTokeH)-2-

mMeTunkapbamoindeHinjamiay,
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6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kap6oHoBoT
rigpokcu-2-meTunnponinkapbamoin)deHinjamiay,
6-umknonponin-3-(nipumiganH-5-inamiHo)nipa3unH-2-kap6oHoBoOT
MeTunkapbamoindeHinjamiay,

KUCINOTH

[4-(2-rigpokcieToken)-2-(2-

KNCIoTH [4-(2-rippokcieTokch)-2-

5-{[6-unknonponin-3-(nipumMignH-5-inamiHo)nipasunH-2-kapOoHinjamiHo}nipnmianH-4-kapboHOBOI

KUCROTW MeTunamiay,
6-umknonponin-3-(nipumiganH-5-inamiHo)nipa3unH-2-kapboHoBOT
kapOoHin)nipumignH-5-injamigy,

KMcnoTm [4-(niponianH-1-

6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHoBOI  kKncnotn (2-etunkapbamoinnipugnH-3-

in)amiagy,
6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kap6oHoBoT
isonponinkap6amoinnipugunH-3-in)amigy,
6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kap6oHoBoT
mMeTunkapbamoindeHin)amiay,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBOI
mMeTunkapbamoindeHin)amigy,

KMCnoTu (2-
KMCIoTu (3-meTnn-2-
KMcnoTu (4-meTOKCK-2-

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHoBoi kucnotn {2-[metun(retparigponipaH-4-

in)kapbamoin]nipuguH-3-intamiay,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHOBOI
TpudpTopeTun)kapbamoin]nipuguH-3-infamiay,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI
(umknonponinmeTunkapbamoin)nipuamH-3-injamiay,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI
KapboHin)nipnanH-3-injamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBOI
KapOoHin)nipuanH-3-injamigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHOBOI
KapOoHin)nipuaunH-3-injamigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBOI
mMeTunkapbamoinnipuguH-3-in)amiay,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBOI
mMeTunnponinkapbamoin)nipugnH-3-injamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI
meTunkapbamoindeHin)amigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kap6oHOBOI
mMeTunnponinkapbamoin)deHinjamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI
mMeTunkapbamoindgeHin)amigy,
6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBOI
anmMeTunkapbamoinnipyanH-3-in)amigy,
6-Lmknonponin-3-(nipyumiguH-5-inamiHo)nipasnH-2-kapboHoBOI
MeTuUnnipuauH-3-in)amiay,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI
rigpokcieTun)metunkapbamoin]nipnanH-3-infamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI
rigpokcieTun)kapbamoin]nipuguH-3-intamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI
rigpokcieTunkapbamoin)nipuamH-3-injamiay,

KMCnoTn {2-[weTnn-(2,2,2-

KNCIoTu [2-
kncnotn  [2-(2-meTtunniponiguH-1-
kucnotn  [2-(2-metunninepuamnH-1-
kncnotn  [2-(3-metunmopdoniH-4-
KncnoTu (6-xnop-4-
Kucnotm  [6-xnop-4-(2-rigpokcu-2-
KUCNOTKU (4-uiaHo-2-
kncnotn  [4-uiaHo-2-(2-rigpokcu-2-
KUCNOTKU (3,4-gnumeTunn-2-
KMCNoTU (6-umknonponin-2-
kncnotn  (2-gumeTtunkapbamoin-6-

{2-[(2-

{2-[eTnn-(2-

KUCINOTHN
KUCINOTH

KNCnoTu [2-(2-

6-Lmknonponin-3-(nipyumiguH-5-inamiHo)nipasnH-2-kapboHoBOi  kMCnoTn [2-(aseTnamH-1-kapOoHin)-6-

umknonponinnipuaunH-3-injamiay,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHoBOI
anmvetunetunkapbamoin)nipuann-3-injamigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBOI
mMeTunkapbamoindgeHin)amiay,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI
inkapbamoin)nipuaun-3-injamigy,

KUCMoTn [2-(2-rippoken-1,1-

KMUCNoTU (4-aueTunamiHo-2-

Kncnotm [2-(3-meTunokceTaH-3-

6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHoBoi  kucnotu {2-[metun(tetparigpodypaH-

2-inmeTun)kapbamoin]nipyanH-3-injamigy,
6-umknonponin-3-(nipumiganH-5-inamiHo)nipa3unH-2-kap6oHoBOT
inkapbamoin)nipuaun-3-injamigy,
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6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHOBOI  KMCNOTN  [2-(a3eTnanH-1-kapOoHin)-6-
MeTuUnnipuavH-3-injamiay,
5-{[6-unknonponin-3-(nipuMignH-5-inamiHo)nipa3unH-2-kapOoHinjamiHo}-2-meTunnipumignH-4-
KapOOHOBOI KUCNOTYU (2-rigpoKcu-2-meTunnponin)amiagy,
6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHoBOi  kucnotn  (2-gumeTtunkapbamoin-4,5-
andtopdeHin)amigy,
5-{[6-unknonponin-3-(nipumMignH-5-inamiHo)nipa3unH-2-kapOoHinjamiHo}-2-meTunnipumignH-4-
KapOOHOBOI KUCNOTW MeTUNamiay,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kap6oHoBoT Kncrnotm (4,5-gudpTop-2-
meTunkapbamoindeHin)amiay,
6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kap6oHoBoT KMcnotun (2-pTOP-6-

mMeTunkapbamoindeHin)amiay,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kapboHOBOI kKMCNOTK [2-(a3eTnaunH-1-kapboHin)-4,5-
andropdeHinjamiay,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBOI KNCIoTH (5-pTop-2-
mMeTunkapbamoindeHin)amigy,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHoBoi  kucnotn  [2-cpTop-6-(2-rigpokcu-2-
MeTunnponinkapbamoin)deHinjamigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBoi  kMcrnoTn  (2-gumeTtunkapbamoin-5-

dTopdeHin)amiay,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMcnoTu [2-(2-rigpokcu-2-
mMeTunnponinkapbamoin)-4-tpudptopmeTundeHrinlamiay,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMCnoTu (2-meTunkapbamoin-4-

TpudptopmeTundeHin)amiay,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBoi  kMcnotTn  (2-gumeTtunkapbamoin-4-
dTopdeHin)amiay,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHOBOI KMcnoTm (3,5-andpTop-2-
mMeTunkapbamoindeHin)amigy,

6-Lmknonponin-3-(nipyumiguH-5-inamiHo)nipasmH-2-kapboHoBoi  kucnotn  (2-gumeTtunkapbamoin-3,5-
andpropdeHin)amiay,

6-umknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  [5-cbTop-2-(2-rigpokcu-2-
mMeTunnponinkapbamoin)deHinjamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBOi  KUCNOTN [2-(a3eTnamnH-1-kapboHin)-5-

dTopdherinlamiay,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBoi  kKMCnoTM  (2-gumeTtunkapbamoin-6-
dpTopdeHin)amiay,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBOi  KUCNOTKU [2-(a3eTnamnH-1-kapboHin)-4-
dTopheHin]lamiay,

6-umknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBoi  kucnotn  [4-cbTop-2-(2-rigpokcu-2-
MeTunnponinkapbamoin)deHinjamigy,

6-Lmknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHoBOI KMCnoTun (3-dpTOpP-2-
mMeTunkapbamoindgeHin)amiay,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBoi  kMcnoTn  (2-gumeTtunkapbamoin-3-
dTopdheHin)amigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBOI  KUCIOTHN [2-(a3eTnamnH-1-kapboHin)-3-
dTopdeHinjamigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBoi  kucnotn  [3-cTop-2-(2-rigpokcu-2-
mMeTunnponinkapbamoin)deHinjamigy,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBOI KMCcnoTun (4-dpTOpP-2-
mMeTunkapbamoindgeHin)amiay,

6-Lmknonponin-3-(nipyumiguH-5-inamiHo)nipasnH-2-kapboHoBOi  kucnotn  (2-gumeTunkapbamoin-3,4-
andpropdeHin)amigy,

6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasnH-2-kapboHoBOI KncnoTtmn (3,4-oucpTop-2-
mMeTunkapbamoindgeHin)amiay,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasmH-2-kapboHoBoi kucnotn [3,4-andTop-2-(2-rigpokcu-2-
mMeTunnponinkap6amoin)deHinjamigy,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHOBOI kKMCNoTu [2-(a3eTnaunH-1-kapboHin)-3,4-
andbTopdeHinjamigy,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHOBOI kKMCNoTu [6-(a3eTnaunH-1-kapboHin)-2,3-
andbTopdeHinjamigy,
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3-(4-{[6-umnknonponin-3-(nipumianH-5-inamiHo)nipa3unH-2-kapboHin]amiHo}-3-
MeTunkapbamoindeHin)nponioHoBOI KUCNOTK €TUNoBoro eqgipy,
6-umknonponin-3-(nipumiganH-5-inamiHo)nipa3uH-2-kapb6oHoBOT KNCnoTn (2-meTunkapbamoin-4-
MeTunkapbamoinMmeTokcudeHin)amigy,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHOBOI kKMCNoTK [2-(a3eTnanH-1-kapboHin)-3,5-
andTopdeHinjamigy,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHoBoi  kucnotn [3,5-andTop-2-(2-rigpoKkcu-2-
MeTunnponinkap6amoin)deHinjamigy,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHoBoi  kucnotn  (6-gumeTtunkapbamoin-2,3-
andpropdeHin)amigy,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasunH-2-kapboHoBoi  kucnotn [2,3-andTop-6-(2-rigpokcu-2-
mMeTunnponinkap6amoin)deHinjamigy,

6-umknonponin-3-(nipumianH-5-inamiHo)nipasuH-2-kap6oHoBoT Kncrnotm (2,3-gudpTop-6-
mMeTunkapbamoindeHin)amiay,
3-(4-{[6-umknonponin-3-(nipumMianH-5-inamiHo)nipa3uH-2-kapOoHin]amiHo}-3-
MeTunkapbamoindgeHin)nponioHoBOi KNCNOTH,

2-izonponin-5-(nipumMignH-5-inamiHo)nipumiguH-4-kapOoHoBOT KMCnoTun [2-(2-rigpokcn-2-
MeTunnponinkapbamoin)nipugnH-3-injamiagy,
2-TpeT-6yTnn-5-(NipymiguH-5-inamiHo)nipumignH-4-kapboHOBOI KNCIoTH [2-(2-rigpokcun-2-
MeTunnponinkapbamoin)nipugnH-3-injamigy,
2-i306yTUn-5-(nipumignH-5-inamiHo)nipumignH-4-kapboHoBOI KncnoTu [2-(2-rippokem-2-
mMeTunnponinkapbamoin)nipngnH-3-injamigy i
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KMcnoTu [4-(2-rippokcu-2-

MEeTUNNPonoKcK)-2-meTunkapbamoindeHinjamigy

abo ix papmMaLeBTUYHO NPUAHATHUX CONEN.

19. Cnonyka 3a 0yab-skum 3 nn. 1-4 ta 13-17, BubpaHa 3 rpynu, Lo CKnagaeTbcs 3:
6-umknonponin-N-(4-uuknonponinkap6amoinnipuguH-3-in)-3-(nipumianH-5-inamiHo )nipuanH-2-imigoBoi
KucnoTwm,
6-umknonponin-N-[4-(2-rigpokcn-2-MeTunnponinkapb6amoin)nipuguH-3-inl-3-(nipymiguH-5-
inamiHo)nipnanH-2-iMigoBoT KNCNOTH,
6-umknonponin-N-[4-(2-meTokcu-1-meTnneTunkapbamoin)nipugnH-3-inj-3-(nipumiguH-5-
inamiHo)MipnanH-2-iMigoBOI KMCIOTH,
5-{[6-umknonponin-3-(nipumignH-5-inamiHo)nipasnH-2-kapboHinjamiHo}nipumignH-4-kapboHOBOT
KUCNOTK (2-rigpokcu-2-metunnponin)amigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kap6oHOBOI KMcnoTu [2-(2-rigpokcu-2-
mMeTunnponinkapbamoin)nipugnH-3-injamigy,
6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KncnoTu [4-(2-rippokcu-2-

MeTunnponinkapbamoin)nipugnH-3-injamigy,
6-Lmknonponin-3-(nipumiguH-5-inamiHo)nipasmH-2-kapboHoBoi  kucnoTtn [4,5-andTop-2-(2-rigpokcu-2-
MeTunnponinkapbamoin)deHinjamigy,

6-Lmknonponin-3-(nipyumiguH-5-inamiHo)nipasnH-2-kapboHoBOI KMCnoTn [4-(2-meToKCK-2-
MeTunnponinkapbamoin)nipuanH-3-injamiagy,
6-umknonponin-N-(2-((2-rigpokcn-2-meTunnponin)(meTnn)kapbamoin)nipuguH-3-in)-3-(nipumignH-5-
inamiHo)nipa3uH-2-kapbokcamigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KncnoTu (6-uuknonponin-2-
mMeTunkapbamoinnipuguH-3-in)amigy,

6-umknonponin-3-(nipymiguH-5-inamiHo)nipasnH-2-kapboHOBOI KncnoTm [2-(2-rigpokcu-2-
mMeTunnponinkapbamoin)-6-meTnnnipuamH-3-injamigy,
2-izonponin-5-(nipumMignH-5-inamiHo)nipumiguH-4-kapOoHoOBOT KMCNnoTun [2-(2-rinpokcun-2-
MeTunnponinkapbamoin)nipnanH-3-injamigy i
2-TpeT-6yTnn-5-(NipymiguH-5-inamiHo)nipumignH-4-kapboHOBOI Kncnotn [2-(2-rippokcu-2-

MeTunnponinkapbamoin)nipuanH-3-injamigy

abo ix apmaueBTUYHO NPUAHATHUX CONEN.

20. Cnocib opepxaHHsa crnonykun cdopmynu (1) 3a Oygb-akum 3 nn. 1-19, npu skomy nigaarTb
B3aemogii cnonyku popmynm (1)

194



10

15

20

25

30

35

UA 108105 C2

AT o~

Z
\Rf 1)

3i cnonykoto chopmynu (2)

H Q

B
ll\l j\
2 6
R R
0 -

>
N

N

/

@]

> \W;W
ne A, A?) ,RY, R? R% R R®TaR® € Takumu, sik BU3HaueHo B 6yab-sikomy 3 nn. 1-19, i
R nosHayae BogeHb abo HUXYMIA ankin,
Ta, Np1 HeObXiQHOCTI, NepeTBOPIOIOTL CNONYKM Ha il hapMauUeBTUYHO NPUAHATHY Cinb.
21. Cnonyka 3a 6ygb-akum 3 nn. 1-19 Ana 3actocyBaHHS SK TepaneBTUYHO aKTUBHOI PEYOBUHMN.
22. ®apmaueBTUYHA KOMMO3MLUis, WO MICTUTb crnonyky 3a 6yab-akum 3 nn. 1-19 Ta TepaneBTUYHO
iHEPTHUI HOCIN.
23. 3actocyBaHHsi cnonyku 3a 6yab-akum 3 nn. 1-19 gna nikyBaHHSA abo npodpinakTuku NCUXiYHUX
3axXBOPIOBaHb, WN30dPEHIi, MO3UTUBHUX, HEFATUBHUX Ta/abo KOrHITMBHMX CUMNTOMIB, acouilioBaHMX 3
LWN30dpeEHie0, MapeBHOro posnagy, MCUXIYHUX po3nafiB, BUKMMKAHUX XiIMIYHUMU peyvyoBUHaMW,
TPUMBOXHWX po3nafiB, naHiYHOro posnagy, rocTporo CTPEecoBOro posnagy, reHepanisoBaHoro
TPUBOXKHOIO po3nagy, HapkomaHii, pyxoBux posnagis, XBopodu [NapkiHCoHa, CMHAPOMY HECMOKIAHUX
Hir, po3nagy gediunTy KOrHiTMBHOCTI, XBOpoOM Anburenmepa, CyAMHHOI AeMEeHUii, adeKTUBHMX
posnagis, genpecii, 6inonspHoro posnagy, NCUXOHEBPOSONiYHMX 3aXBOPIOBaHb, MCUX03Y, CUHOAPOMY
rinepakTMBHOCTI 3 AediuntoM yBarn, posnafiB ysaru, LYKpoBOro AiabeTy Ta noB'aA3aHMX 3 HUM
3aXBOpPIOBaHb, iHCYNiHOHE3anexHoro LUyKpoBOro pAiabety, HempogereHepaTUMBHUX 3axBOPHOBaHb,
XBOPOOM XaHTIHITOHa, pO3CISIHOrO CKMepo3y, iHCYMbTy, YpaeHb OMOPHO-PYXOBOro anapaTy, COMigHMX
NyXfvH, reMobnacTosiB, HUPKOBOKIITUHHOI KapLMHOMM abo paky rpygen.
24. 3acTocyBaHHA crnonyku 3a Oyab-akMM 3 nn. 1-19 ona BMroToBMNEHHS Iikapcbkoro 3acoby ans
nikyBaHHA abo NpodinakTnk1 NCUXiYHNX 3aXBOPIOBAHb, LUIN30MPEHIi, MO3NTUBHMX, HEraTUBHNX Ta/abo
KOFHITUBHUX CUMMTOMIB, acoLiioBaHUX 3 LWN30dpeEHieto, MapeBHOro posnagy, NcuxidHMx posnagis,
BUKMMKaAHUX XiMIYHUMW pedOBUMHaMU, TPUBOXHUX pO3nafiB, NaHiyHOro posnagy, rocTporo CTpecoBoro
po3nagy, reHepanisaoBaHOro TPMBOXHOIO po3nagy, HapKOMaHii, pyxoBMX po3nagis, XBopobwu
MapkiHCOHA, CMHAPOMY HECMOKIMHUX Hir, po3naay AediuuTy KOrHITMBHOCTI, XBOpoOu Anburevimepa,
CyOVMHHOI AeMeHLuii, adekTMBHUX po3nagis, denpecii, 6inonspHoro posnagy, NCUXOHEBPOMOTYHNX
3axXBOPIOBaHb, NCUXO3Y, CUHOPOMY rinepakTUBHOCTI 3 AediunTom yBaru, posnagis yBaru, LlyKpOBOro
piabeTy Ta nOB'SI3aHMX 3 HMM  3axBOPKOBaHb, IHCYIMIHOHE3ANEeXHOro LYKPOBOro giabety,
HeripogereHepaTMBHMX 3axBOPHOBaHb, XBOPOOM XaHTIHITOHA, PO3CISHOrO CKNepo3y, iHCYMbTy,
YypaXeHb OMOPHO-PYXOBOro anaparty, COMigHMX NyXfvH, remobnactosis, HIPKOBOKMITUHHOI KapLMHOMM
abo paky rpygen.
25. Cnonyka 3a 6yab-skum 3 nn. 1-19 gna nikyBaHHa abo NpodinakTUKM MNCUXIYHUX 3axXBOPHOBaHb,
LLN30dPEHiT, NO3UTUBHUX, HEFATUBHUX Ta/abo KOTHITUBHUX CUMMTOMIB, acoLiNOBaHUX 3 LUN30GPEHIEID,
MapeBHOro poanagy, NCUXiYHMX posnagis, BUKIMKAHUX XIMIYHUMKW peqoBMHAMK, TPUBOXHMX po3nagis,
naHiYHOro posnagy, roCTPOro CTPEeCOBOro posnagy, reHeparnisoBaHoro TPUBOXHOMO posnagy,
HapkOMaHii, pyxoBux po3nagis, XxBopobu NapkiHCOHa, CUHAPOMY HECMOKIHMX Hir, po3nagy aediuuTy

195



10

15

20

UA 108105 C2

KOTHITUBHOCTi, XBOpobOW AnburerimMepa, CYAWHHOI OeMeHLii, adeKTMBHUX po3najiB, Aenpecii,
BinonsipHoro posnafy, NCUMXOHEBPOSONYHUX 3axXBOPKOBaHb, MCUXO03Y, CUHOPOMY TriNepakTUBHOCTI 3
gediumTom yBaru, posnagiB yBaru, LYKpoOBOro giabeTy Ta MnOB'A3aHMX 3 HUM 3axXBOPHOBaHb,
iHCYNiHOHEe3anexHoro  LyKpoBoro pgiabeTy, HeWpogereHepaTMBHMX  3axXBOpHBaHb, XBOPOOU
XaHTIHITOHa, PO3CiSIHOro CKMepoa3y, IHCYNbTY, YPaXeHb OMOPHO-PYXOBOro anapary, COMiAHMX MyXJIUH,
remo6r1acTosiB, HUPKOBOKMNITUHHOI KapuMHOMK abo paky rpyaen.

26. Cnonyka 3a 6yab-akmum 3 nn. 1-19, ogepxaHa cnocobom 3a n. 20.

27. Cnocid nikyBaHHss abo npodinakTukym NCUXIYHMX 3axXBOPIOBaHb, LWM30MPEHii, MNO3UTUBHUX,
HeraTMBHUX Ta/abo KOrHITUBHMX CUMMNTOMIB, acOLiOBaHUX 3 LUM30OPEHIED, MapeBHOro posnagy,
NCUXIYHMX PO3NafiB, BUKMUKAHUX XIMIYHUMM pEeYOBUHAMU, TPUBOXKHMX PO3MagiB, NaHidHOro poanagy,
rOCTPOro CTPECOBOro po3nafy, reHepanisoBaHOro TPUMBOXHOIO po3nagy, HapKOMaHii, pyxoBuX
posnapgis, xBopobu [lapkiHCOHa, CMHAPOMY HECMOKIMHMX Hir, po3nagy AediunTy KOrHITUBHOCTI,
XxBopobu Anburenmepa, CyanHHOI AeMeHLii, adekTMBHMUX po3nagis, genpecii, 6inonapHoro posnagy,
NMCUXOHEBPONONiYHUX 3aXBOPIOBaHb, MNCUXO03Y, CUHAPOMY rinepakTMBHOCTI 3 pgedpiuMtom yBarum,
po3nagiB yBaru, LyKpoBOro AiabeTy Ta MOB'A3aHWX 3 HMM 3axXBOPHOBaHb, iHCYMNiHOHE3aNeXHOoro
LyKpoBOro pgiabety, HewWpopereHepaTMBHUX 3axBOPKOBaHb, XBOPOOW XaHTIHITOHA, PO3CISAHOro
CKIeposy, IHCynbTy, YpaXkeHb OMOPHO-PYXOBOr0 anaparty, COMigHWMX MNyXnuH, reMobnacTosis,
HUPKOBOKMITUHHOI KapumMHoMu abo paky rpyaen, npu skomy BBoAsATb €DEKTUBHY KiNbKiCTb CNOSyKM 3a
Oyab-akmum 3 nn. 1-19.

Komn’'totepHa BepcTka C. Yynin

[epxaBHa cnyxba iHTenekTyanbHOI BNacHOCTi YkpaiHu, Byn. Ypuupkoro, 45, m. Kuis, MCI1, 03680, YkpaiHa

A0 “YKkpaiHCbKMI iIHCTUTYT NPOMMUCIIOBOI BriacHocTi”, Byn. na3yHoBa, 1, M. Kuis — 42, 01601
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