[daHunii BUHaxXia cTOCyeTbCA NEBHUX 2-aMiHO-6-(2-3amilLeHNX-4-peHOoKen )-3amilLEHNX-NIPUAVHIB, SIKi MPOSIBNSOTL
aKTUBHICTb iHribiTopiB okucy a3oty cuHTasm (NOS), dhapmaLeBTUYHMX KOMNO3MLIN, LLO TX MiCTATb Ta iX BUKOPUCTaHHSA
B NiKyBaHHI Ta nonepempKkeHH po3naaiB LLeHTparnsHOT HEPBOBOT CUCTEMMU, 3anarnbHUX 3aXBOPIOBaHb, CEMTUYHOTO LLOKY
Ta iHWKWX po3nagi..

Bigomi Tpu isodopmu NOS - iHgykoBaHa dopma (I-NOS) Ta aBi ytBOopeHi dopmu, WO Ha3nBalTbCs, BiANOBIAHO,
sk HenpoHanbHa NOS (N-NOS) ta enpoteniansHa NOS (E-NOS). KoxHU 3 Lnx eH3nMiB NpoBOaUTL NEPETBOPEHHS
apruHiHy B UM TPYMiH 3 OAHOYACHUM YTBOPEHHAM Mornekynu okuc asoty (NO) y Bignosiab Ha pisHi nogpasHioBaui.
BeaxaeTtbcs, Wo Hagnuwok ytBopeHHs okuc asoTty (NO) 3a gonomoroto NOS Bigirpae pornb B naTonorii YACNEHHUX
3axBoptoBaHb Ta CTaHiB y ccaBuiB. Hallpuknag, BeBaxaemwcd, wo NO, yrBopeHun I|-NOS Bigirpae ponb B
3axBOPIOBAHHSAX, WO BKMOYaTb CUCTEMHY MNOTEH3it0, TaKy SK TOKCUYHWIA LUOK, Ta Tepanii 3 NeBHUMU LMTOKIHaMK.
Byno nokasaHo, WO pakoBi NauieHTW, SKUX NiKyBanu 3a [ONOMOrol UMTOKIHIB, Takux sK iHTeprewkiH 1 (IL-1),
iHTepnevikiH (IL-2) abo (TNF) cTpaxpanu Big BMKMMKAHOrO LMTOKIHAMWU LLOKY Ta rinoTeHsii BHacnigok Aii NO, wwo
yTBOPIOETLCA Makpodaramu, 10670 iHgykytodoto NOS (I-NOS), ame. Chemical & Engineering News. Dec. 20, p.33
(1993). IHriGiTopn I-NOS MoxyTb 3miHoBaTM LUe. Takox BBaxaetbcs, wo I|-NOS Bigirpae ponb B nartonorii
3axBOPIOBaHb LIEHTpanbHOT HEPBOBOT cUCTEMU, Takux sik iweMis. Hallpuknag, 6yno nokasaHo, iHribyBaHHa I-NOS
nokpallye LepebparnbHi ilemiyHi MoLWKOomDKeHHs y Wwypis, avB. Am. J. Physiol., 268, p.R286 (1995). Npo cynpecito
BUKITUKaHY afbloBaHTOM apTpuTy LUNAXOM cenektmsHoro iHribyBaHHsa I-NOS gonosiganocs B Eur. J. Pharmacol., 273,
p. 15-24 (1995).

Beaxaetbes, wo NO npogykyemuin N-NOS Bigirpae pornb B 3axXBOPHOBAHHSIX, Takux siK illemis, 6inb Ta oniatHa
TonepaHTHicTL. Hallpwuknag, iHridyBaHHs N-NOS 3meHLwye 06'em iHbapKTy nicns npokcuMarnbHOT OKKIK03iT cepeaHbol
uepebpanbHoi apTepii y wypa, ame. J.Cerebr. Blood Flow Metab., 14, p.924-929 (1994). Takox Oyno nokasaHo, LIO
iHrioyBaHHst N-NOS noBuHHO OyTn eheKTMBHMM B aHTMHOLMLENL|T, WO AOBEAEHO aKTUBHICTIO B Ni3Hii dasi TecTiB Ha
BUKIUKaHe chopmarniHom obnmn3yBaHHA 3agHbOT Nanu Ta BUKIMKaHY OLTOBOI KMCMOTOK abaoMiHanbHYy KOHCTPUKLIH,
aue. Br. J. Pharmacol., 110, p.219-224 (1993). | HanpwukiHUi, [ONOBIAaNocs Npo nocrabLlueHHs OnioigHOro CUHAPOMY
BiAMiHN Y rpn3yHiB wnsaxom iHribysaHHsa N-NOS, aus. Neuropsychophamacol., 13, p.269-293 (1995).

IHWi NOS iHriGiTopy i ix KOpUCHICTb B SIKOCTi hapmaueBTUYHMX areHTiB npu nikyBaHHi CNS Ta iHwwMx
3axBoptoBaHb onmmcytoTeess B United States Provisional Application 60/032793, onybnikoBaHoro 6 rpygHsa, 1996, i
United States Provisional Application 60/014343, onybnikosaHoro 29 6epesHs, 1996.

KopoTkuin amicT BuHaxoay Liein BuHaxig cTocyeTbCst cnonyku gopmynu
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pe R'taR? BUOpaHi, He3anexHo, 3 BOAHI0, ranoreHy, rigpokeu, (C1-Cs)ankoken, (C+-Cr)ankiny, (C2-Ce)ankeHiny i
(C2-C1o)ankokeuarkin; i

G Bubupatote 3 BogHt, (Ci-Ce)ankiny, (Ci-Cs)ankokeun-(Ci-Ca)arkiny, amiHokapboHin(Cq-Cs)ankiny, (Ci-
Ca)ankinamiHokap6oHin-(C+-Ca)arkiny, au[(C+-Ca)ankinjamiHokapGoHin(Ci+-Ca)ankiny i N(R*)(R*)(Co-Ca)ankiny, ae R®
Ta R" BubpaHi HesanexHo 3 BopaHto, (C1-Cr)ankiny, TeTparigpoHadtaniHy Ta aparkiny, e apuilbHWN 3anuLiok
3ragaHoro aparkiny asnsie coboto deHin abo Hadp™mn i ankin € niHivHMM abo po3ranykeHum i MmictTuTb Big 1 oo 6
aTtomiB Byrmeuto, i ge sragaHui (Cq+-Cr)ankin Ta 3ragaHui TeTparigpoHadtaniH i apuibHUIA 3anuwiok 3ragaHoro
aparnkiny Moxyre Heo60B'A3KOBO MaTU BiJ OAHOTO 4O TPbOX 3aMiCHUKIB, MEPEeBaXHO Big HYNs 4O ABOX 3aMiCHUKIB, LLO
BUOpaHi He3anexHo 3 ranoreny, HiTpPo, rigpokcu, LiaHo, amiHo, (C1-Ca)ankokem i (C1-Cs)ankinamiHo;

a6o R® 1a R* YTBOPIOIOTb, pa3oM 3 a30TOM, OO0 SKOrO BOHW MpWeEdHaHi, ninepasnHoBe, ninepuavHoBe,
aseTmavHoBe abo miponiaMHoee KinbLe abo asabilymkniyHe Kinbue, Wo MiCTUTb Big 6 A0 14 uneHiB y KinbLi, B SKOMY
Big 1 oo 3 aTomiB a3oTy, Big HYyNs 40 ABOX aTOMIB KUCHIO, @ peLuTa - atToMu Byrneuo,

i ne srapaHi ninepasnHoBe, NinepuavHOBe, aseTuanHoBe abo nmiponiguHoOBe KinbLs HEOBOB'I3KOBO MOXYTb ByTM
3aMileHi ogHMM abo GinbLUOK KiNbKICTO 3aMiCHMKIB, NepPeBaXHO Bif HyNs A0 ABOX 3aMiCHUKIB, SKi He3anexHo
BubpaHi 3 (C1-Ce)ankiny, amivo, (C1-Ce)ankinamino, [am-(C+-Ce)ankinlamiHo, deHiny, 3amilieHoro 5-6 3amicHukamu,
reTepoLMKNiYHUX Kineup, Wo MicTaT BiA4 1 Ao 4 aTomiB a3oTy B Kinbui, 6eH30iny, 6eH3oinmeTuny, 6eH3annkapOoHiny,
deHinamiHokapboHiny, deHineTuny Ta deHokcrkapboHiny, i Ae deHinbHi 3anuwKy nonepefHix 3amicHUKIB
HeOOOB'I3KOBO MOXYTb OyTW 3aMilleHi ogHMM abo BinbLUOKD KINbKICTIO 3aMiCHMKIB NEPEeBaXXHO Big HYNSA A0 ABOX, SKi
He3anexHo BubpaHi 3 ranoreny, (C1-Ca)ankiny, (C1-Ce)ankokeu, HiTpo, amiHo, uiaHo, CF3 Ta OCF3;

i pe sragaHi ninepasvHoBe, MinepuavHOBe, a3eTMAWMHOBE abo MipornignHoBe Kirbusa i 3ragaHa asabiuvknivHa
cuctema moxe 6ymm 3amiweHi -(Co-Cs)arkin-O- (me kuceHb 3ragaHuii B -(Co-Ca)amkin-O- € aToMOM KWcHIO
306paxkeHnM B CTPYKTYPHI chopmini 1), atomom asoTy rpyny NR’R* uukny abo 6yab AKMM iHWMM aTOMOM Takoro
uukny 3 0yab sIKoT npuaaTHOro Goky;

abo G rpyna dopmynu A
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B Kt Z a3oT abo CH, n gopiBHIOE Hynto, oanHWLI, ABOM abo TpbOM i p AOPIBHIOE HYMIO, 0AuHNLI abo ABOM;
i B SKin 2-amiHoninepnanHoBe KinbLe 300paxeHe B CTPYKTypi | Mmoxxe 6yt 060OB'I3KOBO 3aMmilieHe HaCTYMHUMM

CTpYKTYpamu
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Ta hapmMaLeBTUYHO NPUAHATHUX CONEN LNX COMYK.

[daHun BnHaxig TakoX CTOCYETbCS hapMaueBTUYHO MPUNHATHUX agUTUBHUX COMEN KUCIOT BKa3aHWX CrONnyK
cdopmynu |. Kucnotamu, siki BAKOPUCTOBYIOTLCA ANA OJepKaHHA hapMaueBTUYHO MPUMHATHUX COnen npueaHaHHs
KMCNOT BULLE3rajaHNX OCHOBHMX CMOJMYK OaHOro BMHAXOAY, € TaKi, LU0 YTBOPKKTb HETOKCUYHI CONi MPUEOHAHHS,
To6TO, coni, siKi MiCTATb hapMaKOMOrYHO MPUMHATHI aHioHW, Taki SK rigpoxnopuaHi, rigpobpomigHi, rigpoioanaHi,
HiTpaTHi, cynbdaTHi, TapTpaTHi, BiTapTpaTHi, CyKUMHATHI, ManeaTHi, dymapaTHi, rMKoHaTHI, caxapaTHi, 6eH30aTHI,
MeTaHCynbgoHaTHi, eTaHcynbdoHaTHI, 6eH30nCcyNbdoHaTHI, p-TonyoncynbdoHaTHi Ta namoaTtHi (Hallpwknag, 1,1-
mMeTuneH-6ic-(2-rigpokcn-3-HagToaT)) coni.

TepMmiH "ankin", Wo BUKOPUCTOBYETLCA TYT, SAKLWO HE BKa3aHO iHakle, BKMYAE HAaCUYeHi MOHOBaneHTHI
BYITIEBOAHEBI pagukanu, SKi MatoTb MiHIHAIA, po3ranyxeHun abo LukniyHuin naHuorm abo ix kombiHaLito.

TepmiH "oguH abo 6Girnblie 3aMiCHUKIB", WO BUKOPUCTOBYETLCS TYT, CTOCYETbCSA KiNbKOCTI 3aMiCHMKIB, LU0
OOPIBHIOE Bi4 OAHOTO 4O MaKCMMarbHO MOXIIMBOI KiNbKOCTI, WO 6a3yeTbCsa Ha KirnbKOCTi JOCTYMHUX MiCLb 3B'A3KY.

TepMiH "ranoreH", WO BUKOPUCTOBYETLCSA TyT, AKLLIO HE BKA3aHO iHaKLUe, BKIoYae xrnop, Top, 6pom Ta nog.

Mpuknagamn nepeBaxHUX CMONYK 3riAHO 3 BUHAX0OO0M € Cronyku dopmynu | Ta ix dpapmaueBTMYHO NPUNRHATHI
coni, B sikux G - N(R*)(R*(Co-Ca)ankin i NR’R* € amiHo, aumetunamiHo, MeTunbeHsunamiHo, (C-Cs)arkinamio,
aun[(C+-Cs)ankin]amiHo abo oaHa 3 HACTYMHUX IPYyn:
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IHLWMMK NepeBaxXHUMM CriofyKamuy SaHOro BUHAXOA4Y € Conyku dopmynu | B AKux R?BoaeHb i R’ (C+-Ca)ankokem
i po3TalloOBaHi B OPTO MOMOXEHHI BiAHOCHO MIPMAMHOBOIO KinbLs dopmynm 1.

IHWe BTiNEeHHSA LbOro BUMHaxXo4y cTocyeTbca cnonyk cdopmynu |, B akmx G asnae coboto rpyny dopmynun A, K
3a3Ha4eHo BuLLE, B AKiN Z € a30TOM.

IHLWe BTiNEHHS LbOro BUHaxo4y CTOCYETbCA cnonyk doopmynu |, R'i R? He3anexHo Bubupat 3 (C1-Cz)ankokeu.

IHWe BTiNEHHSA LbOro BMHaxXoAy cTocyeTbca cnonyk cdopmynu |, B akmx G asnge coboto rpyny dopmynun A, K
3a3HayeHo BULLE, B AKi Z € a30TOM, KOXHUI p i N AOPiBHIOE OAVHWL | q AOPIBHIOE ABOM.

IHWe BTINEHHA UbOro BMHaxXo4y CTOCYETbCHA CMONYK popMynu |, B AKMX NPUCYTHE 2-amiHONipMAMHOBE KinbLe,
306paxxeHe B hopmyni |.

[aHun BuvHaxig TakoX CTOCYyeTbCa hapMaueBTUYHOT KOMNO3WLii Ans NikyBaHHA abo nonepemKeHHs CTaHiB,
BUOpaHUX 3 rpynu: MirpeHb, 3anantoBarnbHi 3axBoptoBaHHs (Hallpuknaa, actma, ncopias, eksema, apTpuTiB), yaap,
roCTpuUi Ta XPOHiYHWWA Binb, riNOBONMEMIYHWIA LIOK, TpaBMaTUYHUIA LIOK, penepdy3nBHa TpaBma, xBopoba KpoHa,
BMPAsKoOBUMA KOMIT, CEMTUYHWUIA LUOK, MYNbTUCKIIEPO3, HedoymcTBO, noB'sidaHe 3i CHIO, HenpopereHepaTuBHi
3axBOPIOBaHHSA, HEWPOTOKCMYHICTb, xBopoba AnbureriMepa, XiMiYHa 3anexHic Ta CxunbHicTb (Hallpuknag,
3anexHicTb Big nNikiB, ankorono Ta HIKOTUHY), OnOBOTa, eninencis, Hecnoki, ncMxo3n, TpaBma TOSIOBY,
pecnipatopHuii guctpec-evHapoMm popocnux (ARDS), MopdiH-BMKMMKaHa TOMEPaHTHICTb Ta CUMMNTOMW BiAMIHU,
3ananioBanbHi 3aXBOPHOBaHHA BHYTPILLHIX OpraHiB, OCTe0apTpuT, PeBMaTOigHUIN apTpuT, OBYNALiA, AunaTauinHa
KapgjomionarTisi, rocTpe YLIKOKEHHS CMMHHOIO MO3KY, XBOpoOa XaHTuMHITOHa, xBopoba [lapkiHcoHa, rmaykoma,
JereHepauis citkieku, giabetnyHa Herponartis, giabeTuyHa HedponaTia Ta pak y ccaBusi, y TOMY YACTi NIOAMHK, sKa
MiCTUTb KiNbKiCTb cnonyku gopmynu | abo ii hapmaueBTMYHO NPUMHATHOT COi, WO € ePeKTUBHO Y NikyBaHHi abo
nonepemKeHHi Takoro cTaHy, Ta dapMaueBTUYHO NPUAHATHUI HOCIN.

[daHnii BMHaxif TakokX cTocyeTbCsi crnocoby nikyBaHHst abo nonepemkeHHst cTaHy, BUBGpaHoro 3 rpynu, Lo
CKknafaeTbCs 3 MirpeHi, 3ananoBanbHMX 3axeoptoBaHb (Hallpuknag, ac™u, ncopiasy, ek3emu, apTpuTiB), yaapy,
rOCTPOro Ta XPOHiYHOro GOMI, rNOBOMIEMIYHOIO LIOKY, TPABMATMYHOMO LUOKY, penepdy3nBHOi TpaBMu, XBOpoOu
KpoHa, BWpaskoBOro KOMiTy, CENnTUYHOro LOKY, MYMbTUCKNEepo3y, HedoymcTea, noe'asaHoro 3i  CHI[,
HenpogereHepaTMBHUX 3aXBOPHOBaHHb, HENPOTOKCUYHOCTI, xBOpoOu AnbureriMepa, XiMiYHOI 3anexHocTi Ta
coxwnbHoOCT (Hallpvknag, 3anexHocTi Bi4 NikiB, anKkoronto Ta HiKOTMHY), GrBOTU, eninencii, HECNOKO, NCUxXo3y,
TpaBmu rOfoBW, pecnipaTopHoro Aauctpec-cuHapomy popocrmx (ARDS), mopdiH-BUKIMKAHOT TonepaHTHOCTI Ta
CUHOPOMY BiAMiHW, 3ananioBanbHUX 3axXBOPIOBaHb BHYTPILLHIX OpraHiB, OCTeoapTpuTy, PeBMaTOIAHOrO apTpuTy,
oBynsuii, AMnaTauinHoi kapgiomionaTi, roCTPOro YLWKOKEHHS] CMUHHOIO MO3KYy, XBOpOoOW XaHTUHITOHA, XBOpoO6U
MapkiHcoHa, rmaykomMu, AereHepauii ciTkiBu, giadbeTnyHoi Henponartii, giabeTnyHoiT HedponaTii Ta paky y ccaBud, y
TOMY u4uchi NIOAWHW, SKMI Norsrae B MNPU3HAYeHHi 3ragaHoMy ccaBLUO KinbkocTi cnonyku dopmynu | abo i
hapMaLeBTUYHO MPUAHATHOT coni, WO € edPeKTUBHOLO y NiKyBaHHi abo nonepemKeHHi Takoro CTaHy.

[daHuii BUHaxig Takox cTocyeTbcs hapMaueBTMYHOI KoMNo3uLii ang iHribyBaHHSA okuc asoTty cuHtasmn (NOS) y
ccaBuUs, Y TOMY YMCHi NIOANHWY, SKa MiCTUTb edeKkTMBHY Ang iHribyBaHHa NOS kinbkicte cnonyku chopmynu | abo ii
apmMaLeBTUYHO NPUMHATHOT coni, Ta dhapMaLeBTUYHO NPUAHSATHWUIA HOCIR.

[daHunii BUHaxia Takox CTocyeTbeCsi cnocoby iHribyBaHHa NOS y ccaBus, y TOMY YUCni NIOAMHU, SIKUIA NorArae B
Npu3HaYeHHi 3aragaHoOMY CCaBLItO KifTbKOCTi crnonykn dopmynu | abo i dlapMaLeBTMUYHO NPUNHATHOT cori, ePeKTUBHOI
Ans iHribysaHHa NOS.

[aHnii BMHaxig TakoX CTocyeTbCsl bapMaueBTMYHOT KOMMO3WUUii Ana nikyBaHHS abo nonepempKkeHHs1 CTaHiB,
BUOpaHUX 3 rpynu: MirpeHb, 3anantoBasnbHi 3axBoptoBaHHA (Hallpvknag, actma, ncopiasy, ek3eMmu, apTpuTis), yaoap,



rOCTpUi Ta XPOHiYHWIA Ginb, riNOBONMEMIYHMIA LIOK, TpaBMaTUYHUIA LIOK, penepdy3nBHa TpaBma, xBopoba KpoHa,
BMPAasKoOBMMA KOMIT, CENTUYHWUIA LUOK, MYNbTUCKIIEPO3, HedoymcTBO, noB'sidaHe 3i CHIO, HenpopereHepaTuBHi
3axBOPIOBaHHSA, HEWPOTOKCMYHICTb, xBopoba AnbureriMepa, XiMiYHa 3anexHic Ta CxunbHicTb (Hallpuknag,
3anexHicTb Big nNikiB, ankorono Ta HIKOTUHY), OnOBOTa, eninencis, Hecnoki, ncuxo3n, TpaBMma TOfIOBY,
pecnipaTtopHuii auctpec-evHapom popocnux (ARDS), MopdiH-BMKMMKaHa TOMEPaHTHICTb Ta CUMMNTOMW BiAMIHU,
3ananioBanbHi 3aXBOPKOBaHHA BHYTPILLHIX OpraHiB, OCTe0apTpWT, PEBMaTOIigHUIN apTpuT, OBYNAUid, AunaTauiiHa
KapgiomionarTisi, rocTpe YLIKOKEHHS CMMHHOrO MO3KY, XBOpo6Ga XaHTUMHITOHA, rnaykoma, AereHepawis CiTKiBKu,
piabeTnyHa Henponaris, giabetmyHa HedponaTia Ta pak y ccaBus, Y TOMY YACNi MIOAVHU, SKa MIiCTUTb KiNbKiCTb
cnonykn dopmynu | abo ii dapmaueBTMYHO NPUMHATHOI COMi, WO € edqeKTMBHOK anga iHribyBaHHA, Ta
dapmaueBTUYHO MPUVHATHUA HOCIN.

HaHunii BMHaxig Takox CTOCyeTbCsl cnocoby nikyBaHHA abo nonepemKkeHHs1 cTaHy BUOGpaHOro 3 rpynu, Lo
CKknafaeTbCs 3 MirpeHi, 3ananoBanbHMX 3axeoptoBaHb (Hallpuknag, ac™u, ncopiasy, ek3emu, apTpuTiB), yaapy,
rOCTPOro Ta XPOHiYHOro GOMk, riNOBOMIEMIYHOIO LIOKY, TPABMATMYHOMO LUOKY, penepdy3nBHOi TpaBMu, XBOpoOu
KpoHa, BWpaskoBOro KOMiTy, CENnTUYHOro LOKY, MYMbTUCKNepo3y, HedoymcTtea, noe'asaHoro 3i  CHI[,
HelpogereHepaTMBHUX 3aXBOPHOBaHHb, HENPOTOKCUYHOCTI, xBOpoOu AnbureriMepa, XiMiYHOI 3anexHocTi Ta
cxvnbHocTi (Hallpyknag, 3anexHocTi Bif, MikiB, ankorono Ta HiKOTUHY), 6roBOTM, eninencii, HeCnoko, Ncuxoay,
TpaBmuK rOfoBW, pecnipatopHoro Aauctpec-cuHapomy popocrmx (ARDS), mMopdiH-BUKIMKAHOT TonepaHTHOCTI Ta
CUHOPOMY BiAMiHW, 3ananioBanbHUX 3axBOPHOBaHb BHYTPILLHIX OpraHiB, OCTeoapTpuTy, PpeBMaTOIAHOrO apTpuTy,
oBynsuii, AMnaTtauinHoi kapgiomionaTii, roCTpOro YLKOKEHHSI CMIMHHOIO MO3KY, XBOpoOu XaHTUHITOHA, XBOpoO6U
MapkiHcoHa, rmaykoMu, AereHepadii CiTkiBkuM, giabeTnyHoi HeponarTii, giabeTMYHOT HedoponaTi Ta paky y ccaBus, y
TOMY u4uchi NIOAWHW, FKMI Norsrae B MNPU3HAYeHHi 3ragaHoMy CccaBLUO KinbkocTi cnonyku dopmynu | abo i
hapMaLeBTUYHO MPUAHSATHOT coni, WO € edekTMBHOM Ans iHribyBaHHA NOS.

Cnonykun dopmynm | malTb XiparnbHi UEHTPM i TOMYy MOXYTb iCHyBaTM B pPi3HUX EHAHTIOMEpHUX Ta
piactepeomepHux dopmax. [daHui BUHaxig CTOCYETbCA BCiX ONTUYHMX i3OMEpiB Ta BCiX CTEPEOi30OMEpiB CrOMNyK
dopmynu | Ta ix cymiLli, a Takox BCiX hapMaLeBTUYHMUX KOMMNO3ULiA Ta cnocobiB NikyBaHHA, BU3HAYEHNX BULLE, LLO
MicTsTb abo 3acTOCOBYOTH iX, BiAMOBIAHO.

BuweskasaHa dopmyna | oxonme Cnonyku, iAeHTUYHI onucaHuMm, ane 3a obCTaBuH, WO OAWH abo Ginblue
aTtomiB BOAHIO, Byrneul abo iHWWX aToMiB 3aMiweHi ix idotonamu. Taki cnonykm MoxyTb OyTM KOPUCHI SK
JocnigHWLUbKI Ta AiarHOCTUYHI 3aco0uM Npu BUBYEHHI hbapMakoKkiHETUKM MeTaboniaMmy Ta B TeCTax Ha 3B'A3yBaHHS.

[aHun BUHaxig cTocyeTbCs CNOMyK hOpMYnu:

VIIA
B sikux R', R% i G Taki sik 3a3HaueHo BuLLE Anst cnonyk cdoopmynu | i P sBnse coboto a3oTsaxucHy rpyny, Taky sk,
TpuTin, auetun, ©6eH3oin, TpumeTMnaueTun, t-6ytokcukapOoHin, OGeHaunokcukapboHin abo iHWy npPUIAHATHY
asoT3axucHy rpyny, i B Akux P moxe yrBopioBatM Kifbue 3 3axMW@emMum as3oToM, i B SKWX, Y BUNagky
BULLEe306paxeHoi hopmynu | BogeHb BiACyTHIN i KOro micue 3anmae us rpyna npuegHaHa go asory.
Lli cnonykn BUKOPUCTOBYIOTLCA B IKOCTi MPOMPKHUX B CUHTE3i hapMaLeBTUYHO akTUBHUX COMNYK dhopMynu 1.
Ller BUHaxig TakoX CTOCYETbCSA CMONyK OpMynu:

B akx R, R? i P TaKi sik 3a3HaueHo Buwe i Y dTop abo 6eHsunokcm. Lli cnonykm BYKOPUCTOBYIOTLCS B SIKOCTI
NPOMDPKHUX B CUHTE3I dhapmaLeBTUYHO akTUBHUX crionyk dopmynu |.

JeTanbHuin onuc BUHaxody

Cnonyku dopmynu | MO)KgTb Oy™M ofepKaHi, SiK Lle OnMMcaHo B HACTYMHUX peakLiiHUX cxemax Ta AUCKYcii. AKLo
He BkasaHo iHakwe, R', R% R®, R* R® R® R’, R®i R’ Ta ctpykTypHa copmyna | B peakujiiiHMx cxemax Ta AuUcKycii,
LLIO BUTIKAE 3 HWX, TaKi, K BU3HAYEHO BULLE.
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Cxema | intocTpye meToamn ogepxaHHs cnonyk cdopmynu |, B akux G - BoAeHb, R' aBnse coboto -OR, B sIkux R -
(C1-Ce)ankini R?- BogeHb. Lli cnonyku 3asHaveHi B Cxemi | sik cnonyku coopmynm “IA".

KomeHTapii po Cxemu 1, cnonyky cdopmynu |l niggaanv B3aemogii 3 HagnmMwkom kapboHaTy Kanito i ogHuM
€KBiBaNeHTOM TO3UNXIopuAY B aLeToHi, npyu TemnepaTypi Big npubnusHo 0°C go npubnuaHo 80°C, nepeBaxHO npu
KUN'ATiHHI peakuiiHOoi CymiLi i3 3BOPOTHIM xonoaunbHukoM. Cnonyka dopmynu RX, B sikux R - (C1-Ce)ankini X - nog,
xrnop i 6pom gogaBanm A0 peakuiviHOT CyMilli i peakuiHy Cymill nigaasany B3aemogji npy TeMnepaTypi, Lo NeXnTb
B iHTepsani Big npubnusHo 0°C o npmbnmaHo 80°C, nepeBakHO MpW KUN'ATIHHI peakLjnHOT CyMilli i3 3BOPOTHIM
xonoaunebHWKoM. B pesynbTtaTi peakuii ogepxyBanu cnonyky dopmynu lll. Cnonyky dopmynu Il nepeteoptoBanu B
BignoBigHy cnonyky dopmyny |V B3aemogieto nepluioi 3 rigpokenaoM Kanito B eTaHofi, BUKOPMCTOBYOUM BOAY B
SAKOCTi pO34MHHUMKa. Lia peakuisa moxe 34incHioBaTMCL Npyu TemnepaTypi Big NpMbnusHO KiMHaTHOI TemnepaTtypu 0o
npubrmM3HO TemnepaTypy KUMiHHSA peakuiHoi cymiwi. MNepeBaxHO, peakuilHy Cymill HarpiBaloTb i3 3BOPOTHIM
XONOAMMBHWKOM i NPOBOAATL peakLito Npu Lin TeMnepaTypi.

Cnonyka dopmynu IV pearye 3 kapboHatom Kkanito i 6eH3unbpomigoM B aueToHi, Mpu TemnepaTtypi Bif
nNpubmm3Ho kimHaTHOiI Ao npubmmsHo 80°C, npmBogayuM A0 BiAnNOBiAHOT cnonyku cdopmynu V. NepeBaxHo peakLuito
NPoBOAATb MPW KMN'ATIHHI i3 3BOPOTHIM XonoaunsHUkom. Peakuieto ogepxkaHoi cnonyku copmynu V 3 6ytunnitiem B
Tetparigpodypari (Tr®P) npu Temnepatypi -78°C, 3 nocnigyloumMm JojaBaHHsaM TpieTunbopaTy i NMoCTynoBuM
HarpiBaHHAM peakLjiHOT CyMiLli 4O KiMHaTHOT TeMnepaTypy ogep>KyBanu BignoBigHe noxiaHe deHinbopHOoT KMcnoTn



copmynu VI.

Bg/aemoniero noxigHoro ceHinbopHoi kucnotn copmynun VI 3 2-6pom-6-(2,5-gumeTnmnipon-1-im)nipuamHom (VII),
kapboHaToM HaTpito i TeTpakic(TpudeHingocdiH)-nanagiem(0) i etaHon/Boga abo Tr®d/Boga npu TemnepaTypi Big
npnbrm3Ho KiMHaTHOI 0O MpMBNM3HO TemnepaTtypi KMMiHHA peakujiHoi cymiwi i3 3BOPOTHIM XONOAWUIBHWKOM,
nepeBaxHO Npu TemnepaTypi KUMiHHA peakuinHOI CyMilli i3 3BOPOTHIM XONOAWIbHUKOM, oepXysBanu BiAnoBigHY
cnonyky coopmynu VIIl. AnbTepHatmeHo, peakTaHT opmynu VIl moxe Bytn 3amilLeHWI iHLWO CronyKo opMynu:

Br N NHP

VIIA
B skin P - asoTsaxuwaema rpyna, Taka sK, Tpitun, OeH3un, TpumeTtunauetun, t-6yrokcmkapOOHin,

B6eH3unokcukapboin, TpuxnopeTunokcMkapboHin abo iHWwa npyuaaTHa asoT3axviaema rpyna i e BogeHb 3B'si3aHui 3
3axuLLEeHMM a30ToM BIACYTHIN, konn P 3axucHa rpyna, Wo yTBOPIOE KinbLe 3 B ke BXOAUTb 3aXVLLAEMUIA a30T, SK Y
BUnagky konn P=2,5 - pumetunnipon. Taki 3axucHi rpynv gobpe BigoMi Ana cneuianicTtis B Wi ranysi. Buwe 3rapaHi
crnonyku dopmynu VIIA SOCTYMNHI 3 KOMEPUIMHNX [pKeper, ONUCYI0TLCA B HAYKOBIV NiTepaTtypi abo nerko Moxytb 6ytn
odepxaHi 3a nobpe BigoMumMun metogamm 3 oobpe BiJOMUX peareHTiB.

BeH3unsamiweHe noxigHe Moxe OyTv BupaneHe 3 crnonyku copmynu VIl B3aemogieto Takoi crnonyku 3
dopmiaToM amoHito B Bogi abo Hwk4YoMy cnupTi, abo B cymilli ogHoro abo GinbLUoi KinbKOCTi TaKUX PO3YUHHUKIB, NpU
TemnepaTtypi Bif NpMOBAM3HO KiIMHATHOI A0 TeMMepaTypu KWMiHHA PeakuilHOi CyMilli i3 3BOPOTHIM XOMNOAMIbHMKOM.
Lito peakuijto, nepeBaxxHO NPOBOAATL MPWU KUM'ATIHHI peakLinHOT CyMiLli i3 3BOPOTHIM XONMOAMUILHUKOM B MPUCYTHOCTI
20% rigpokcugy nanagito Ha Byrneui. OgepxaHy cnonyky opmynm X nepeTBopiooTb B BaxkaHy crnomnyky dopmynm
IA B3aemogieto nepLuoi 3 riAPOKCMIaMiHOM B PO3YMHHMKY BUOpaHOMY 3 Ipynu: BoAaA, HWKYMA CMPT i Cymilw UMx
PO3YMHHUKIB, NpM TemnepaTypi Bi4 NPUONU3HO KiMHaTHOI A0 MNpPMOBIM3HO TemnepaTypu KUMIHHA PO3YMHHVKKA,
nepeBaxHO Npu TeMnepaTypi KUNiHHS.

MocnigoBHiCTb peakuji onmcaHmx B Cxemi 1 moxe ByTV BUKOpMUCTaHa ANnst oAepKaHHsa cronyk dopmMynu |, B aknx
R"i R? iHwWi HixX Ti, WO 3a3HaueHi BULLE a6o 306pakeHi B cxemi. Lle Takok moxe ByTM BUKOHaHO 3 BUKOPWUCTaAHHAM
cnonyk gopmynu:

1
R Br

HO R2

v

B SIKOCTi BUXIAHOT CMONYKU i BMKOPUCTaHHAM psily peakuii, Wo onucaHi Buwe, i npeactaeneHi B Cxemi 1
HacTynHoto nocnigoHicTio: IV V- VIS VIS VI IX— TA.

Cxema 2 intocTpye metoam oaepxaHHa cnonyk dopmynu |, B sknx G - BoaeHb Y BiANoBigHNX crionykax opMynu
|, B AKX G iHLUMI Hi>K BOOEHb.

KomeHTapi o Cxemn 2, cnonyky dopmynu IA moxyrb 6yTM nepeTBopeHi y BignosigHi cnonyku cgopmynm 1C
peakLieto ii i3 cnonykoto chopmMynu GX, B sikiit X - itog, xnop a6o Gpom i G-CHCH2NRR? i kap6oHaTi kanito B
anveTtundopmamigi (AM®PA) abo aueToHi, Npu TemnepaTypi Bigd NpuGNU3HO KiMHATHOT A0 NpubnM3HOo TeMnepaTypu
KUMNiHHA peakuiHOT CyMmilli, mepeBaXkHO Npu TemnepaTypi KUNiHHA peakuiiHOT CyMilli i3 3BOPOTHIM XONOAMIbHUKOM.
Cnonyku copmynu IC Takox MOXyTb OyTM ogepxaHi, sik nokasaHo B CxeMi 2, ogepkaHHaM cnoyaTKy BignoBigHOT
cnonyku cpopmynu IB i noTiM nepeTBopeHHs ii, Npu 6axaxHi, y BianosigHy cnonyky dgopmynu IC. Cnonyku dopmynu
IB MO yTb Takox Gyt ogepxaHi Baemogieto BI,EI,I'IOBI/:I,HVIX cnonyk dopmynu IA 3 cnonykoto opmynu GX, B akin X
TaKWil Sk 3a3HauyeHo Buile i G-CH2C(=O)NRR* i kapGoHaTty kanito B IMGA aGo aueToHi, npu TemnepaTypi Bif
NpnbrmM3HO KiMHATHOT A0 NpMBIM3HO TemnepaTypy KUMiHHA i3 3BOPOTHIM XONOAWUITBHUKOM peakuinHOi cymilui. Lo
peakLisi nepeBaXXHO NPOBOAATL NPV TeMnepaTypi KUMiHHS peakuinHoT CyMiLli 3 3BOPOTHIM XONOANNBHUKOM .

OpepxaHi cnonykn cdopmynu IB moxyte 6yTn nepeTBopeHi y BignosigHi cnonyku copmynu IC B3aemogieto
nepwwmx 3 rigpuaomM niTito i xnopugom antomiHito B TFT® a6o 6opaHom B TFP. B akocTi iHWOro antomorigpuaHoro
BiAHOBIIOOYOrO areHTy Moxe Oyt BUKOPUCTaHMI AiisobytunantomiHinrigpng. Takox Moxe OyTn BUMKOpMCTaHWUiA
anbopaH. Lia peakuis 3a3Buyaii NpoBoAUTLCS MPpU TemnepaTypi, WO NeXuTb B iHTepBani Big KiMHaTHOT TeMnepaTypu
[0 TemnepaTypu KUMIHHA peakuinHOT CyMilli i3 3BOPOTHIM XONOAUMBHUKOM, | NEepeBaXHO peakLilo NpoBoAATb Npu
TemnepaTypi KMMiHHA peakuiHOoi Cymili i3 3BOPOTHIM XONOAWIbHVKOM. |HWI nNpuaaTHi PO3YMHHMKM BKMOYaOTh
pisHOMaHITHI opraHiyHi ectepu, Taki sk, eTunosuin edip, giokcaH i TiM. TIT' P € HanbinbLW nepeBaXxHUM PO34YNHHUKOM.

Cxema 3 inioCTpye, sk MOXYTb Gy ogepxaHi Aesiki Conykn dopMynu |, Lo MatoTb pisHOMaHITHI 3amicHuku R’ i
R2, Lo 306paxeHi Ha cTagiax B Cxemi 1. Taki cnonyku ogepXxytoTbCsa 3a MeToamkamu, Lo 306pakeHi Ha Cxemi 1, 3a
BUHATKOM, KOJ npouec B Cxemi 1 BKIIOYAETLCA B CUHTE3 crnonyku dopmynm VI, sk uye 306paxkeHo Ha Cxemi 3.
Oco6nmBo, korm R? - BogeHs i R’ - doTop B OPTO MONIOXKEHHI, Ccronyka dopmynu X nepeTBOpOETLCA Y BiANOBIAHE
noxiaHe deHinGopHOT KNCINOTU 32 METOAMKOI NOAIGHOK A0 METOAVKU NEPETBOPEHHS Cronykn doopmMynu V B Cnonyky
cdopmynu VI nokasaHot B Cxemi 1. OgepxyBanu noxigHe ¢eHinbopHOT KMCrnoTh, 3a3HayeHe B Cxemi 3, B AKOCTi
cnonykn VIA. Hannpocriwe, sk nokasaHo B Cxemi 3, cnonyku dopmynu |, B AKux R"i R? o6uasa metunu i obuzsa
po3TalloBaHi B OPTO NOMOXKEHHI BiAHOCHO MIPUOMHOBOIO KiNbLs ogepXyBaTu nepeTBOpeHHsM crionyku dopmynum X,
sk nokasaHo B Cxemi 3, y BignosigHe noxigHe deHUNBOopHOT KUCNOTK, No3HadYeHe sk cnonyka VIB, 3a mMeToaukoro
noAibHo OO0 MeToauKM NepeTBOPEeHHs cnonyku dopmynu V B cnonyky cdopmynu VI nokasaHoto B Cxemi 1. Cnonyku
dopmynu VIA i VIB moxyTb 6yt nepeTBopeHi y 6axkaHi BianosigHi cnonyku dopmynu | BUKOPUCTOBYIOMM METOAVKN
noAibHi oo nokasaHux e Cxemi 1.

Cxema 4 po3kpnBae MeTOM OAEPKaHHS CHOH¥K dgopmynm |, B skmx G-NR *R*i NR°R* ytBOptoe M-MeTunniponiH-
2-in kinbue. Crnonykn dopmynu I, B akux G-NR R* i NR°R* YTBOPIOKOTL iHLIE a30TOBMICHI LMKIM MOXYTb OyTn



odepaHi 3a aHanoriYHnx ymoB.

MosacHeHHa po Cxemu 4, crnonyky dopmynu ID nigpgaioTs B3aemopdii 3 TpeT-OytmnoBum ecrtepom  3-
MeTaHCynbdOHINoKkeHniponianH-1-kapboHOBOT KMCNOTU 3 YTBOPEHHAM crnonykn dopmynu Xll. IHWi asoT3axucHi
rpynu, Taki sk, -C(=O)OCH2CeHs i COOR (ge R - 6eHsun, deHin, t+-6ytmn abo npocta rpyna) Moxytb Oyt
BUKOPUCTaHI And 3axucTy asoTy niponignHy. Takoxk, me3unartHa 3axucHa rpyrna Moxe OyTv 3amiHeHa iHLWow
NPUAHATHOIO 3axucHow rpynoto. [lepeBaxHO, [0 peakuinHoi CyMiwi JoAdalTb  KaTaniTUyHy  KiMbKiCTb
TeTpabymnamoniii iomgmay (TBAWM). Liio peakuilo arkinysaHHs 3asBuyaii NpoBOAATbL B MPUCYTHOCTI ankokcuay
NYKHOTO MeTany, nepeBaxHo, TpeT-OyTokcnay Kanio, B BUCOKOKUMMAYOMY MOMNSAPHOMY OpPraHiyHOMY PO34YMHHUKY,
Takomy sk, aumeTucynbdokeng (AMCO) abo MDA, nepesaxHo AMCO. TemnepaTypa peakuii nexuTb B iHTepBani
Big npnbnusHo 50°C go npnbnuszHo 100°C, i nepesaxHo, npubnunsHo 100°C.

BigHoBneHHsam cnonykn ¢opmynu Xl ogepxyBanu crnonyku dopmynu IF. Lle BigHOBRNeHHsi nepeBaxHO
3iNCHIOITL BUKOPMCTOBYIOYM MiTinanioMorigpua B AKOCTi BiQHOBIIOKYOro areHTy i B TeTparigpodypaHi abo iHwomy
opraHiyHomy eTepi (Hallpuknag, etunoeoMy edipi abo mimi), WO BUKOPUCTOBYOTb B SKOCTI PO34YnMHHMKA. B akocrTi
iHLIOro antomMorigpMAHOro BiAHOBIOKYOIO areHTy Moxe Byt BUKOpUCTaHUiA fjiisobytunaniomiHinrigpma. Takox moxe
O6yT BUKOpUCTaHU OubopaH. Lla peakuia 3a3Buyaii MpoBOoAUTLCA Mpy TEMMepaTypi, WO NexuTb B iHTepBani Big
KiMHaTHOT TemnepaTypu OO0 TemnepaTypyu KUMNiHHSA peakuiiHOT CyMilli i3 3BOPOTHIM XONOAMIMBbHUKOM, MepeBaxHo,
peakLito NpPoBOASATL NPU TemnepaTypi KUMiHHA peakuiiHOT CyMiLli i3 3BOPOTHIM XON04UMbHUKOM.

Ak nokasaHo B Cxemi 5, ankinyBaHHaM cnonyku cdopmynu ID 1-(2-xnopetun)niponiaMHoM ofdepXKyBanu Crnomyky
dopmynu |E. Lito peakuito 3a3Bmyan NpoBoAsiTb B MPUCYTHOCTI OCHOBW, Takoi AK, kapboHaT uesito, kapboHaT kanito
abo kapboHaT HaTpilo, NepeBaxHO, KapOboHAT Les3ito, B PO3YMHHUKY, TaKoMy sK, aueToH, AMCO abo aueToHiTpun,
nepeBaXxHO, aLeToHi, Npu TemnepaTypi Big NPUONU3HO KiIMHATHOT OO TeMnepaTypu KWMIHHA peakuiinHOi cymilli i3
3BOPOTHIM XONOAUNBHUKOM, NEPEBAXKHO, NPY TeMNepaTypi KUMiHHA peakLUiNHOi CyMiLLi i3 3BOPOTHIM XONOAUIbHUKOM.

Cnonyku dopmynu |, B sKnX NR°R* He YTBOPHOKOTE KiNblLs, MOXYTb OyTM ofepkaHi 3a MeTooM NokasaHMM Ha
Cxemi 5 i onvcaHum Bulle ansa oaepaHHa cnonyk opmynu IE. CTpykTypHa dopmyna IG, 3o6pakeHa Ha Cxemi 5,
BKITHOYAE TaKi CMONYyKMK.

Cxema 6 po3kpvBae MeToA OAepXKaHHA MOXiAHMX (PEeHINOOPHOI KMCMOTM BYKOPUCTOBYOUM CUMHTE3 OMUCAHWN
Buwe B Cxemax 1i 3, B AkuX peHinbHe Kinbue peHinbopHOi KNCHOTN MICTUTb LUKNOANKINbHWIA 3aMicHUK. Taki noxigHi
MOXYTb ByTM BMKOpUCTaHi B nNpouecax BkasaHux B Cxemax 1 i 3 npusHaveHux Ans ogepxaHHa cnonyk dopmynu |, B
AKMX oanH abo obuasa R'iR LMKMoankineHi rpynu.

KomeHTtapi go Cxemu 6, crnonyky dopmynu Xl kun'stmnu i3 3BOPOTHIM XONOAWUIBHWKOM B MPUCYTHOCTI
MeTaniyHoro marHito B TT® abo eTmnoBomMy edhipi npotarom 8 rogvH, micng YOro A0 peakUiHOT cymilli JofaBanu
umnknobyraHoH. Lia peakuis npusoguna go ogepxaHHs cnonyku dopmynu XIV. BigHoBneHHsa cnonykn cdopmynu XIV
nposoaunmm, Hallpuknag, BogHem B npucytHocTi 10% nanagito Ha Byrfewi, B HUXYOMY CNUPTi, TaKOMY $IK, eTaHor,
NpnbrmM3HO Npu KiMHATHI TeMnepaTypi, O4epPXKyro4n BianoBiaHYy cnonyky dopmynu XV.

B3aemogito cnonykn cpopmynm XV 3 6eH3unbpomigom npoBOaMnM B MPUCYTHOCTI OCHOBW, Takoi sik, kapboHaT
Kani, HaTpito abo Lue3ilo, B PO3YMHHUKY, TAKOMY $K, aueTOH, AMXIopeTaH, xnopodopm abo MeTuneHxnopua,
npnbrmaHo npu TemnepaTypi Bi4 KiMHaTHOI OO TemnepaTypu KWMiHHA peakuiiHOi cymiwi i3 3BOPOTHIM
XOINOAWMBHVKOM, MepeBakHO, Npu TemnepaTypi KWMiHHS peakuiMHOi Ccymiwi i3 3BOPOTHIM  XONOAUITbHUKOM,
OAEpPXY4M BiANOBIAHY cnonyky hopmynmn XVI.

Cnonyka dopmynn XVI opepxaHa 3a Bule MOKa3aHo MeToaukow OpomysBanu BuKOpUcTOBYHOUM N-
6pomcykumHamig (NBS) i cunikarenb B XOpPOBaHOMY BYIMEBOOAHEBOMY PO3YMHHKKY, TakoMy $K, TeTpaxmnopug
Byrneut, MetuneHxnopug abo xnopodopm. Lito peakuito 3a3Bnyan NnpoBOAsTe NpuM KiMHaTHIN TemnepaTypi. Cnonyka
dopmynu XVII ogepxaHa B Ui peakLji moxe 6ytv nepeTsopeHa B noxigHe deHinbopHoi kncrotu dopmynu XVIII 3a
HacTynHot MeTtogukoto. o nepuwe, cnonyky dopmynu XVII B po3unHHUKY, Takomy sk, TI®, oxonogxysanu go
TemnepaTypu Big npmbrmaHo -78°C o npubnusHo -70°C, nicnsa Yoro goaasanu H-OytunniTito. IMicna nepemiluyBaHHSA
peakuiiHoi cymiwi npoTaroMm 1 rogMHW, OO0 peakuinHOi cymilw pogaBanu TpuetunbopaTt i peakuiiHy cymill
nepemiwyBann we 1-3 roguHu. MNoxigHe deHiNbopHOi KMcroTm mMoxe OyTv BugineHe 3a meTtogukamu gobpe
BiZJOMUMW Ans cneujanicta B Ui ranysi (Hallpyknag, noracuTy amMmoHi XopuaoMm, AofaTv BOAM i MOTIM
KOHLEHTPOBaHMI PO34MH XITOPBOAHEBOT KMCMOTY | HaZarni ekcTparyBany po3yuH eTunawetaTom).

Cxema 7 nokasye npouec ogepxaHHsa cnonyk dopmynu |, B sknx G ankeHin, a Takok cnonyk opmynu |, B Akmx
G - BoaeHb i R? -ankin a6o arkeHinbHa rpyna.

KomeHTapi go Cxemu 7, cnonyka chopmynu IA nepeTBopoeTbCS Yy BiANOBIAHY CNONYKY, WO mae gopmyny IH
BMKOPUCTOBYIOUM peakLilo arkinyBaHHs, aHaroriyHy o TOi, WO BMKOPUCTOBYBanacb Mpu NepeTBOPEHHI CMOMyKu
dopmynu ID B crnonyky dopmynu IG nokasaHot B Cxemi 5. HarpiBaHHsaM opepxaHoi cnonyku dopmynu IH npu
Temnepatypi 230°C opgepxysanu BignosigHi crnonyku copmynn U i IK. TigpyBaHHam cnonyk dopmynu IJ i IK,
BUKOPUCTOBYlOYM MeToau fobpe BigoMi Ans cheujanictiB B uin ranysi (Hallpuknaz, BUMKOPUCTOBYHOYMM BOAEHb B
etaHoni npu TMcky 50 nci B npucytHocTi 10% nanagito Ha Byrmewui Npu KiMHATHIN TemnepaTypi) oaepxysanu
BigNOBIOHI ankinbHi noxigHi, signosigHo, dopmynum IL i IM. AnkinyBaHHsam cnonyk c¢opmynu IL i IM (B skux G -
BOOEHb), BVWKOPUCTOBYIOMM MeTOAM ankinyBaHHs onucaHi B Cxemax 2, 4 i 5 i npupatHi arnkinyloum areHTu,
odepKyBanu BignoBiaHi 6axaHi cnonyku, B aknx G iHLWNIA HiXXK BOOEHb.

Cxema 8 po3kpuBae anbTepHaTUBHUIA MeTO OAepXaHHsA crnonyk opmynm |, B Akux G -NR3R4(Co-C4)an|<in.

KomeHTtapi go Cxemun 8, cnonyky cdopmynu XX nigaaBanu B3aemogii 3 6poMomM B OUTOBI KUCMOTI npu
TemnepaTypi Big npubnuato 0°C go npnubnmnsHo 60°C, nepeBaxHo, Npy KiMHaTHI TeMnepaTypi. [poaykT uiei peakuii,
BiAMOBIOHY CMOMYKY, WO Mae 6GpoM 3aMiCHWK B napa MoOJIOKEHHI J0 ¢Top 3amicHuMka, Moxe OyTM mepeTBopeHa y
BignoBigHe noxiaHe GopHoi kncnoTn dopmynn XX, aK onucaHo BuLle Npu cuHTesi cnonyk dopmynu VI (B Cxemi 1) i
dopmynu XVIII (B Cxemi 6).

Ha pogaTtok BBOAMNM 2,5-OUMETUNNIPONiNbHY 3aXMCHY rpyny, SK ONUCaHOo BULLE, AN CUHTE3Y CNoMyK opmynu
VIl (B8 Cxemi 1), ogepxytoun BignosigHy cnonyky XXI. Cnonyka dopmynu XXl niggasanu B3aemogii 3 Crornykor
dopmynu R°R*NOH i riApMaoOM MYKHOrO MeTany, NepeBaxHo, rigpuaoM HaTpitlo, B MOMNSPHOMY OpraHiyHOMY
PO34YMHHUKY, Takomy sik, AM®PA abo OMCO, nepeBaxHo JM®A, npu TemnepaTypi, WO NeXuTb B iHTepBani BiJ



npnbm3aHo 50°C po npmbmmaHo 110°C, nepeBaxHo npubmmaHo npu Temnepatypi 100°C, 3 yTBOPEHHAM CMOMYKHK, LLO
nogibHa go BignoeigHOT GaxaHoi cnonyku ¢opmynu IN, ane 3 BMIiCTOM 2,5-gMmMeTMnMiponin 3axMcHOI rpynu.
BupganeHHaM 3axucHOi rpynu, ik onMcaHo Bulle Ans ofaepxkaHHa cnonyk dopmynu 1A (B Cxemi 1) ogepxysanu
6axxaHi cnonyku cpopmynm IN.

Cxema 9 poskpuBae meTo CMHTe3y crnonyk gopmynu |, B sknx G - He 060B'I3KOBO 3amilleHa niponiguH-2-in ato
niponiguH-3-ineHa rpyna.

KomeHTapi go Cxemu 9, cnonyka copmynu IA pearye 3 cnonykoto oopmynu:

BOC\

N

OH

XX

TpudeHindocdiHom i gieTmnasoavkapbokcunatom abo iHWMM BOAOPO3YMHHMM azodvkapbokcunaTtom B T 3a
CTaHAapTHuUX ymoB peakuii MiuyHo6o. 3asBuyan, peaktaHTM 06'egHytoTb npu Temnepatypi 0°C i noctynoso
HarpiBanu 4o KiMmHaTHOI TemnepaTtypu. (AKLIO ankinbHUI 3amicHUK a3oTy NipoNiAVHYIHLIMIA, HPK MeTUn, Npu BaxkaHHi,
KiHueBuA npodykT dopmynu IP moxe Oy ogepxaHui 3amiHoto BOC rpynu crnonykm copmynu XXl rpynoto
dopmynu -C(=0)R, B akin R 6axaHa arnkineHa rpyna).

Cnonyka dopmynu XXII ogepxaHa B BULLe BKasaHi peakuii (@bo signosigHa cnonyka 3axuweHa -C(=O)R )
Moxe Oytm nepetBopeHa B OaxaHUN NpoaykT, wo mae cdopmyny IP (abo npocTy cnonyky, B SKii MeTUIbHWIA
3aMiCHUK 300paxeHnin B CTPYKTYPI IP, 3amMiHEHWI iHLLIOK ankKifibHOK IPYNOo) LWSXOM BiAHOBMEHHS. Lle BiAHOBNEHHs
MOXe MPOBOAMTUCH peakLield NPpoayKTy nonepeaHbol peakuii 3 niTinanomoriapnaoM i xnopunaom antomidito B TFd
abo 6opaHom B T D, sik onucaHo BULLIE NpU oaepXaHHi cnonyk dopmynu IC.

BignosigHi cnonykn popmynu |, B AKMX ankinbHUI 3aMmiCHUK niponiguHy asoTty opmynu IP 3amilieHnn BogHeM,
MOXYTb Oyt ofepxaHi peakuieto cnonyku gopmynu XXIl 3 (abo ankinbHoro aHanora cnonyku cdopmynu XXII, gk
3a3HayeHo BuLLE) 3 TPUPTOPOLTOBOIO KMCIOTO abo XIOPBOAHEBOK KUCMOTOK B PO3UYMHHUKY, TAKOMY SIK, OiOKCaH
abo edip, nepeBaxHO AdiokcaH, npu TemnepaTypi Big npubnusHo 0°C go nNpubnNU3HO TemnepaTypu KUNiHHSA
peakuiHOi Ccymili i3 3BOPOTHIM XONOAWSIBHUKOM, MEPEBAKHO MpU TemnepaTypi KWUMiHHA peakuiiHOT cyMili i3
3BOPOTHIM XONOANIIBHUKOM .

BuxigHumu matepianamu, WO BUKOPUCTOBYIOTBCSI B Mpouecax, onncaHmx B Cxemax 1-9, € abo komepLjiiHO
OOCTYMHI, WO BiAOMI 3 JaHOI ranysi TexHiku, abo nerko oTpuMyBaHi 3 BiJOMUX CMOSMYK 3 BUKOPUCTAHHSAM METOZAIB, siKi
3po3yMini ansa daxisysa uin ranysi.

OpepxaHHs iHWuX cnonyk dopmynu |, He cneundiyHO onucaHe B HACTYMHOMY eKCriepuMeHTanbHOMY po3aini,
Moxe B6yTM NpoBeaeHO 3 BUKOPUCTaHHSAM KOMGiHALIA peakLii, onncaHnX BULLE, LLIO 3p03yMini dhaxiBLito B Ll ranyai.

B KOXHIiM 3 peakui, WwWo obroBoptoBanucs abo inocTpyBanvcst BULLE, TUCK HE € KPUTUYHUM, SKLLO HE BKasaHo
iHakwe. Tuck Big npubnusHo 0.5 amocdepmn oo npmbnusHo 5 atmocdep 3aranom € NPUAHATHUM, | OTOYYIOUUI TUCK,
T0670 1 aTMOCdepa, € nepeBaxHUM, 9K PAKTUYHO 3PYYHUN.

Cnonyku dopmynu | ("akTMBHI Cnonyku AaHoro BuHaxody"), Lo € OCHOBHUMM 3a NpMPOAOI0, 34aTHi YyTBOpOBaTU
BENMKY KifMbKiCTb PIi3HUX CONel 3 Pi3HUMMW HEOPraHiYHMMK Ta OpraHiYHMMK KMCIoTamu. Xouda Ui coni NOBWMHHI ByTu
dapMaueBTUYHO NPUAHATHUMIW ANS MPU3HAYEHHSA TBapUHaM, Ha NpakTuLi YacTto 6axkaHo crnovaTky BUAINUTM CNOMYKY
dopmynu | 3 peakuinHOT cymiLi, ik dpapMaLeBTUYHO NPUNHATY Cifb, | NOTIM NPOCTO NEPETBOPUTM OCTAHHIO B CMONYKY
y BUMSAi BiNbHOI OCHOBM 0OpPOOKOK NyXHUM peareHToM i MOTiIM NepeTBOPUTA BKa3aHy BiflbHY OCHOBY B
apmMaLUeBTMYHO MPUIAHATHY Cinb npueaHanHa kucrot. Coni npuegHaHHA KUCIOT aKTUBHMX OCHOBHUX CMOJTYK
[aHOro BMHaxXo4y Nerko ogepXytTbCsl 06POOKOK OCHOBHOI CMIONYKM SIK MPaBMMO EKBiBaNeHTHO KiNbKiCTio BUOGpaHoi
MiHeparnbHOl Y1 OpraHi4YHOi KUCMOTN B CepedoBULLl BOAHOMO PO3YMHHMKA abo MpUOaHOro OpraHiYHOro Po3YMHHMKAE,
Takoro sik MeTaHon 4n etaHon. O6epeXxHUM BUMapoByBaHHAM PO3YMHHVKA NETKO OTPUMYIOTe BaxkaHy TBepay Cinb.

AKTUBHI CNOMyKM JaHOro BUHaxoAy Ta ix hapMaueBTUYHO NPURHATHI coni kopucHi 9k NOS iHribiTopn, TOGTO BOHM
MaltoTb 3gaTHiCTb iHribyBaTM NOS eH3umu y ccaBUiB i, TaKUM YMHOM, BOHW 3JaTHI 4iATU SK TepaneBTUYHI areHTn npu
niKyBaHHi paHille 3ragaHnx po3nagis Ta 3axXBOPIOBaHb Yy CCaBLs, LU0 CTpaxaae.

AKTVBHI CNonyku 4aHOro BMHaxody Ta ixX papMaueBTUYHO MPUIAHSATHI COMi MOXYTb OyTM npusHadeHi Byab-AKMm
LWASXOM - oparbHUM, napeHTepanbHum abo HeobxigHum. 3aranom ui cnonykm Hawbinbw 6axaHo mpusHadaTn y
[o3ax B iHTepBani Big npubmato 0.01 go npnbnusHo 250Mr Ha AeHb, B OAUHWUYHIA abo po3noineHin gosax (tobTo,
BiA 1 0O 4 003 Ha AeHb), Xo4a 3MiHM 060B'I3k0BO OyAYyTb TPANNSATUCH B 3aNEXHOCTI Big BUAY, Bary Ta CTaHy CyD'ekTy,
SIKOTO NiKYIOTb, Ta BUOPAHOrO KOHKPETHOTO WNAXY NpM3HaveHHa. OgHak, Hanbinbw 6axaHo BUKOPUCTOBYBATU pPiBEHb
003, Wo nexutb B iHTepBani Big npnbnusHo 0.07mr go npubnusHo 21Mmr Ha Kr Baru Tina B AeHb. 3MiHKU, MK TUM,
MOXYTb TPanmaTUCS B 3aneXHOCTi Big BuAY TBApPWHU, SKY NikyloTb, Ta 1i iHOUBIQyanbHOI peakuii Ha 3ragaHun
MeJVKaMeHT, a TakoxX Big Tvny BubpaHoi hapmaleBTMYHOI KOMNOo3uMLIT | nepioay Yacy Ta iHTepBany, B SKMX AaHe
NpU3HaYeHHs NpoBoAATb. B Aeskmx Bunagkax piBHi 403, HWKYI HAMHWKYOT MEXi BULLE3ragaHoro iHTepsarny, MOXYTb
O6yTn Ginbll HiXX afgekBaTHUMUK, B TOW Yac, sik B iHLWMX BuMNagkax MOXyTb OyTu 3actocoBaHi e Bull fo3u 6e3
BUKIMUKAHHA Oyab-sKOro LWKignMBoro nobiyHoro edekTy, Npu yMOBI, WO Taki BULY [03U crnovaTKy po3nofineHi Ha
JOeKinbka Manux 4o3 Ans NpuaHavyeHHs NpoTAroM OHS.

AKTUBHI Cnonykn BuHaxody MOXYTb OyTM npu3HadeHi camocTiiHo abo B kombiHauii 3 hapmaueBTUYHO
NPUAHATHUMW HociAMM abo po3baBHMkamy Byab-sKMM 3 TPbOX 3a3fanerigb BKaszaHWX LWNSAXIB, i Taki NpusHayveHHs!
MOXYTb OyTM npoBeaeHi B ofHopa3osii abo GaraTopasosin fo3ax. binbll KOHKpPETHO, HOBI TepaneBTUYHI areHTn
OaHOro BMHaxody MOXyTb Oyt nNpu3HaydeHi y BENUKIl KinbKOCTi pisHUX 4030BaHNX bopM, TOGTO BOHM MOXYTb GyTn
CKOMGiHOBaHI 3 pi3HMMK dapMaLeBTUYHO MPUNHATHUMU HOCiAMK Yy hopmi TabneTtok, kKamncym, nirynok, TBepamx
NbOASHUKIB, MOPOLLKIB, cnpeiB, kpemiB, 6anb3amiB, cyno3uTopiis, Xxerne, renis, NacT, NOCbNAOHIB, Ma3en, BOOHUX
CYCMeH3ii, po3uMHIiB Ana iH'ekuin, enikcupiB, cuponiB i Ta iH. Taki HoOCIii BkntovaroTb TBephi po3daBHUKM abo
HanoBHIOBaYi, CTepuibHe BOAHE CepedoBuLLe Ta Pi3Hi HETOKCUMYHI OpraHiYHi pO3YnMHHUKK i T.4. BinbLw TOoro, opanbHi



hapMaLeBTUYHI KOMMNO3ULjT MOXYTb ByTM NPUNHATHO MigconopkeHi i/abo apomaTv3oBaHi. 3aranom TepaneBTUYHO
eeKTMBHI CMOMYKN AAHOTO BUHAXOA4y NPUCYTHI B TaKMX A030BaHMX opMax 3 PiBHAMMW KOHLUEHTpaLi, WO nexatb B
Mexax Big npubnusHo 5.08ar.% go 70Bar.%.

[Ona opanbHOro npusHayeHHs TabneTku, WO MiCTATb PiBHOMAaHITHI ekuinieHTn, Taki sk, MikpokpucTaniyHa
uentonosa, UMTpaTt HaTpito, kapboHaT KanbLjto, rigpodocdat KanbLilo Ta mMiyuH MoXyTb OyTU BUKOPUCTaHi pa3om
Pi3HOMaHITHUMWN Ae3iHTerpaHTamMmmn, TaKUMU SK Kpoxmarb (MepeBaXHO KyKYpyaA3siHWUIA, KapTonndaHuin abo TaniokoBuii
Kpoxmarb), anriHiHoBa KMCRoTa Ta MeBHi KOMMIEKCHI CumikaTti, pas3oM 3i 3B'A3yI04MMMU FPaHYNioBaHHSA, TaKUMK §K
noniBiHINMipONiAOH, UYKpo3a, XenaTMH Ta akauida. [oaaTKoBO 3Mallylouu areHTu, Taki fK cTeapaT MarHito,
naypuncynbdaT HaTPilo Ta Tanbk, € YacTo Ay)Xe KOPUCHUMU ANns uinen TabneTyBaHHA. TBepai komnoauuii nogidHoro
TMNY MOXYTb TaKkOX OYyTM 3aCTOCOBaHI SIK HANOBHIOBAY B XXENAaTWMHOBMX Karcynax; nepeBaxHi martepianu, y uboMy
3B'A3KY, TAKOX BKIIOYAKOTh NAKTO3y abo MONOYHUI LyKOP, @ TaKoX MOJSIETUNEHITIKOS 3 BENMKOK MOIEKYNsIpHO
Baroto. Konu gns opanbHOro npusHayeHHst 6axxaHi BogHi cycneHsii i/abo enikcupu, akTUBHWA iHIpegieHT Moxe 6yTn
CKOMGIHOBaHUI 3 Pi3HOMAHITHUM M NiACONOXYIOUYMMU abo apoMaTU3ylo4MMn areHTamu, 3abapBrioyYMMIM peyoBUHaAM N
abo GapBHuKamu i, SKWO uUe BGakaHo, emynbcudikytounmmn i/abo cycneHaoylouMmMy areHTamum, a Takok 3 pasom 3
TakMMmu pos3baBHUKaMWK, Ik BoAa, eTaHOoM, NPonineHrnikonb, rilepuH Ta pisHi NogioHi ix koMmGiHaLyT.

[ns napeHTepanbHOro NpuaHaYeHHs MOXYTb OyTM 3acTOCOBaHi PO3YMHW aKTMBHOI CMONYKM OAHOM0 BMHaxody
abo B KYHXYTHOMY 41 apaxiCoBoMy macni, abo y BogHOMY nponineHrnikoni. BoaHi posuvHy noBuHHI 6yt npngaTtHo
3abydepeHi (nepeBakHo, pH Ginblue, Hik 8), sKWO uUe HeobXiAHO, i pigKMI po3pimkyBay cnovaTky pobutbes
i30TOHIYHMM. Taki BOOHI PO3YMHW MpuAaTHI ONA NpU3HaYeHHsA Yy BUMMSAI BHYTPILUHbOBEHHWUX iH'ekuin. MacnsHi
PO3YMHUN NPUOATHI O NPU3HAYEHHS Y BUMAAI BHYTPILULHbOCYTNOBO0BUX, BHYTPILULHbOM'A30BUX Ta MiALLKIPHUX iH'EKLIN.
OpepxXaHHA BCIX UMX PO3YMHIB B CTEPUIBHUX YMOBAax BUKOHYETLCA 3a CTaHAApTHUMK dhapMaueBTUYHUMM
mMeToavkamu, nobpe BigoMumy daxiBLio B il ranysi.

Kpim TOro, Takox MOXNMBO NPU3Ha4YaTU akTVMBHI CMOSYKN JAHOTO BMHaxo4y MiCLEBO NpW MiKyBaHHi 3ananbHUX
3axBOpPOBaHb LLKIpY, i Le Moxe Byt 3p00neHo WNAXOM 3aCTOCYBaHHSA KPEMIB, Xerne, renie, NacT, NnacTMpiB, masen i
Ta iH. y BiANOBIAHOCTI 3i CTaHAApPTHOI dhapMaLEeBTUYHO NPaKTUKOLO.

3paTHicTb cnonyk dopmynu | iHriGyBatn NOS Moxe Gyt BU3HA4YeHa 3 BUKOPUCTAHHSM METOZAIB, OMMUCaHUX B
nitepaTtypi. 3aaTtHicTb cnonyk dgopmynu | iHrioyBatn eHpoTenianbHy NOS Moxe OyTM BU3Ha4yeHa 3 BUKOPUCTAHHSAM
meTogis, onmcaHnx Schmidt et al. B Proc. Natl. Acad. Sci. USA, 88. PP-365-369 (1991) ta Pollock et.al. B Proc. Natl.
Acad. Sci. USA, 88, pp. 10480-10484 (1991). 3paTHicTb cnonyk dopmynu | iHribyBaTtn iHgykytotody NOS moxe Bytn
BU3HA4eHa 3 BMKOpPUCTaHHAM MeToaiB, onncaHux Schmidt et al. B Proc. Natl. Acad. Sci. USA, 88, pp.365-369 (1991)
Ta Garvey et al. B J.Biol.Chem. 269, pp.26669-26676 (1994). 3gaTHicTb cnonyk dopmynu | iHriGyBaTM HENMpOHanNbHY
NOS moxe 6yTv BU3HAYEHO 3 BUKOpUCTaHHAM MeToauku, onucaHoi Bredt and Snyder B Proc. Natl. Acad. Sci. USA,
87,682-685 (1990).

BkasaHi B MNpuknagax 1 i 2 cnonykn Oynu gocnigxeHi 3rigHo 3ragaHnx meToauk i nokaszam ICsp<10MKM npu
iHribyBaHHi cTumyniooyoi abo HenpoHansHoi NOS.

Hannin BuHaxig inoctpyetbea HacTynHumun [Npuknagamu. OgHak 3po3ymino, WO BUHaXi4 He obMexyeTbcs
cneundiyHMMmn getanamu umx MNpuknagie. Toykn nnaeneHHs He koperyBanucs. CnekTpyu MPOTOHHOrO SiLEPHOrO
MarHiTHOrO pes3oHaHcy (1H AMP) Ta c® S0EepPHOr0 MarHiTHOro pe3oHaHCy BUMIpHOBaNUCL NS PO3YMHIiB B
pentepoxnopocdopmi (CDCIz) abo B CD30OD a6o CD3SOCDs3 i nonokeHHs NikiB BApaKanm B MiflbMOHHMX YacTkax
(m.4.) Bukopuctosytoun TetpameTturnicunad (TMC) B SIKOCTi BHYTpPilUHbOrO cTaHAapTy. Popmu nikiB BU3HAYanucL sk
HaCTYMHI: C, CUHIMET; O, [YoneT; T, TPUNMET; K, KBApTET; M, MYNbTUMIET; LU, LUMPOKWUA.

Mpwknag 1

4-(6-AMIHOMIPNAWNH-2-111)-3-METOKCUN®EHOIN

A. 4-Bpom-3-meToKCcuneHinosum ectep Tonyon-4-cyrnb{OHOBOT KUCNOTH

B atmocdepi asoTy go 300mn auetoHy gogasanu 7,00 rpam (r) (37,04mmornb) 4-6pompesopumHy i 32,76r
(237,0mmorb) kapboHaTy kanito i noTim gogasanu 6,246r (37,04mmonk) n-tonyoncynbdoHinxnopuay. PeakuivHy
CyMill nepemiwyBanu nNpu KUN'ATIHHI i3 3BOPOTHIM XONOAWUIBHUKOM MNPOTAroM 16 rogwH i gogaBanv Mo Kpannsm
5,96mn (96,29mmonb) metuniioamay. Po3uvH HarpiBanu npu 45°C npotsirom 48 roguH. PeakuiiHy cymiw
oxonogxyeanu, possoaunu 300mn gietmnosoro edipy, dinbTpyBanu kpi3b dinbTp Celite® i kOHUEHTpYBanu nig
BakyymoM opepxytoun 13,0r HeoumLleHOro NpoAyKTy y BUIMSAI OpaHXeBoro macna, Wwo nigaasamm xpomatorpadii
Ha 400r cunikarento 60 (EM Science) BUKOPMCTOBYIOYM B SKOCTi €NOEHTYy po3uuH 4 : 1 rekcaH : eTunaueTar
opepxytoun 10,10r (76%) BkasaHOi B 3arofoBKy CMOMYKK.

'H AMP (CDCls) 51,93 (c-6H), 2,30 (c-3H), 3,57 (c-3H), 6,88 (c-2H), 7,47 (o-1H), 7,62 (an-1H),8,17(a-1H).

B. 4-bpom-3-meTokendeHon

B atmocdepi azoty (N2) B po3yuHi, wo mictute 300mn etaHony i 300mn Bogn posvnHanu 10,0r (27,99mmornb)
BKa3aHoi B 3aronoeky cragii A cnonyku. lo ogepxaHoro po3unHy gogasanu 21,0r (318mmMorb) rigpokenay kanito i
OAEpPXKaHUN PO3UYNH KMN'ATUIIN i3 3BOPOTHIM XONOAUIBHUKOM NPOTAromM 2 rogvH. PeakuiinHy cymill oxonompkyBanm i
KOHUEHTpyBanu nig BakyymMom Ao npubnusHo 150mMn i HeATpanisyBanu ouToBOK KMCroTow. OgepXaHuin po3yvH
ekcTparyBanu etmnoesum edipom (3x200mn). O6'egHaHi opraHiyHi €KCTpakTV NPOMUBANM HaCMYEHUM PO3YMHOM
Na2C0s (2x400mn) i noTiM 3 NpoUEHTHUM po34nHOM rigpokenay kanito (KOH) (4x100mn). BogHwi wap nigkvcniosanm
KOHUEeHTpoBaHot consHoto kucroTtoto (HCI) i BogHnii wap ekctparysanu etunosum edipom (3x200mn). OpraHivHnia
E€KCTPaKT MpoMMBANM HacCUYeHVM PO3YMHOM Xropuay HaTtpito (1x200mn), cywwmnu Hag cynbdaTtom Martito,
GinbTpyBanu i KOHUEHTPYBanu nig BakyymoM, ogepxytroun 4,60r (81%) 6axxaHoro dpeHony, WO KpucTanisysascs npu
CTOSIHHI. MepekpucTaniayBanu 3 po3uvnHy rekcaH/eTnnosui eduip, ogepkyroum 3,71 BkasaHoi B 3arofioBKy CMOSYKK Y
BUrNaAi 6inoro KpUcTaniyHoro NPOOYKTY.

'H AMP (CDCl3) 1,92 (c-6H), 2,31 (c-3H), 6,89 (c-2H), 7,47 (a-1H), 7,63 (O4-1H), 8,18 (a-1H).

B. 4-BeH3unnokcn-1-6pom-2-MeTOKCMOEH3011

B atmocdepi asoty (N2) no 50mn aueToHy gogasanu 3,689r (18,17Mmonb) 4-6pom-3-meTokcudpeHony i 7,533r
(54,51mmornb) kapboHaTy karito i noTtim 2,38mn (19,99vmMons ) 6eH3nnbpomigy. PeakuinHy cymiw Hagani Kun'atunm i3
3BOPOTHIM XONOAUMBHWKOM MpU NepeMillyBaHHi npoTaroM 16 rogvMH i KOHUeHTpyBanu nig BakyymoMm. TeBepaui



3annLWIoK po3ainanu Mk eTunaleTaTom i Bogow. BoaHuii wap ekctparyBanu etunauetatom (1x200mn) i o6'eaHaHi
opraHiyHi ekctpaktm npomwuanu 1M posunHom rigpokcuay Hatpito (NaOH) (2x100mn) i HacMyYeHMM pO34YMHOM
xnopuay Hatpito (1x100mn) i cywmnu Hag cynbdatom HaTpito, iNbTpyBanu i KOHUEHTpyBanu nif BakyyMmOM
opepxytoun 5,38r (100%) HeounLeHoro NpoaykTy y Burnsai 6esbapsHoro macna.

'H AMP (CDCls) 61,37 (c-9H), 1,93 (c-6H), 2,32 (c-3H), 6,08 (wic-1H), 6,96 (c-2H), 7,31 (M-2H), 7,89 (M-1H).

I". 4-BeHannokcu-2-vietokcndpeHinbopHa kucnota

B atmocdepi asoty (N2) go 75mn 6e3sogHoro TI® popasanu 5,38r (18,35Mmonb) 4-6eH3unokcu-1-6pom-2-
mMeTokcubeH3ony. Po3umH oxonogxysanu o -78°C i no kpannam gogasanu 8,07mn (20,19Mmmornb) 2,5M po3unHy
6ytmnniTito i nigTpumyBanu Temnepatypy Huxde -70°C. PeakuiliHy cymiw nepemiwysBanu npu -78°C npotarom 1,5
rOAVH i ogHieto nopuieto gogasanu 3,43vn (2,19vmorns) Tpuetnnbopaty. PeakuiiHy cymiw nepemiltysanu npu -78°C
npotarom 2,5 roanH. PeakuinHy cymiw racunu 50Mn HacmyeHoro posymHy xnopugy amoHito (NH4Cl) i noTim
HarpiBanu 0o kiMHaTHOT TemnepaTtypu. [Jo ogepxaHoro posyunHy gogasanv 100mn soau, pH gosoanmm go 5,0 1M
HCI i ogepxanuii po3unH ekcTparyBanm etunauvetatoMm (2x200mn). O6'egHaHWin eKCTPaKT NPOMMBANM HACUYEHUM
po3uuHoM xnopugy Hatpito (1x100mn) i cywmnu Hapg cynbdatom HaTpito, inbTpyBanu i KOHUEHTpyBanu nig
BaKyyMOM, OAEPKYOUM HEOUMLLEHMI NPOAYKT Y BUIMALI POXEBOI TBepOOK PeyvOBUMHW, SKY NepekpucTanisysanu 3
po34YuHy eTunauetat/rekcaH, oaepxkytoum 2,68r (57%) 4-6eH3unnokcn-2-MeTokCcMdeHinbopHOi KUCroTn y BUMmsAai
Mavbke 6inoi TBepaOT peHOBUHM.

'H AMP (CDCls) & 1,38 (c-9H), 1,93 (c-6H), 2,31 (c-3H), 4,10 (wc-2H), 5,57 (we-1H), 6,50 (a-1H), 6,77 (a-1H),
6,92 (c-2H), 7,10 (ga-1H).

[. 2-(4-BeH3nnokcu-2-meTokcndeHin)-6-(2,5-gumetunnippon-1-in)nipnavH

B atmocdepi asoty (N2) go 27mn etaHony i 3mn Bogu popasanu 2,53r (10,07mmonb) 2-6pom-6-(2,5-
anmeTtunnippon-1-in)nipnavH, 2,60r (10,07monb) 6eHannoken-2-vetokendeHinbopHoi kucnotu, 4,27r (40,30Mmons)
kapboHaTy kanito i 292mr TeTpakic(tpudeHindocdin)nanago(0) (0,25MMornb). OpepkaHuid po3ynH KUN'atunu i3
3BOPOTHIM XONOAUMbLHVKOM npoTArom 18 roauMH micna 4oro peakuiiHy Cymill KOHLEeHTpyBanu nif BaKyyMOM.
OpepaHuin XXOBTUIN 3anMLIOK po3dirsnun Mk etunauetatom (200mn) i Bogoto (200mn). BooHy dhasy ekctparyBanum
etvnauetatom (200mn) i o6'edHaHi opraHiYHi eKCTpakTM MNPOMMBANM HACAYEHVWM PO3YMHOM Xropugy HaTpito
(1x200mn) i cylumnm Hapg cynbdaToM HaTpito, PiNbTPyBany i KOHLEHTPYBaNW Nig BakyyMOM OAEPXKYIOUN HEOUMLLEHNIA
MPOAYKT Yy BUIMAAI XOBTOro Macra, Lo KpucTaniayBanocs npu ctosiHHi. Liio TBepAy pevoBuHy nepekpucTaniaysanu 3
abcontoTHoro etaHony, ogepxytoun 3,10r (80%) GakaHoro MpoAyKTYy y BUMALI pydyBaTO-KOPUYHEBOI TBEpPAOi
pevyoBUHMU.

'H AMP (CDCl3) 5 0,98 (1-6H), 1,33 (c-9H), 1,57 (M-4H), 1,98 (c-6H), 2,32 (c-3H), 3,30 (m-1H), 4,18 (wc-1H),
5,30 (we-1H), 6,39 (a-1H), 6,68 (a-1H), 6,92 (c-2H), 7,20 (aa-1H).

3C AMP (CDCls) § 10,13, 20,25, 21,05, 26,61, 28,03, 55,29, 80,03, 110,77, 117,19, 127,69, 128,11, 130,80,
135,79, 136,09, 136,57, 144,30, 153,60.

E. 4-[6-(2,5-OumeTunnippon-1-in)nipnanH-2-in}-4-meTtokcudeHon

B atmocdepi a3oty (N2) no 100mn meTtaHony gogasanu 3,10r (8,063mMmonb ) 2-(4-6eH3Mnokcn-2-vieTokcndeHin)-
6-(2,5-gumeTunnippon-1-imnipnanH i 15,15 (241,9vmone) amowindgopmiaty. OgepxaHy CycneHsio Kun'atmnm i3
3BOPOTHIM XONOAUIbHAKOM MPOTArOM 2 TOAMH MiCNA 4YOro peakuilHy Ccymilw oxonogXyeanu A0 KiMHaTHOI
TemnepaTtypu i nponyckanu kpisb HenrnoHoBy mMembpaHy 0,2uM i 3anuwiok npomuBanu AoAaBaHHAM MeTaHory.
OpraHiyHnn po34MH KOHLIEHTPYBaNM Nig BaKyyMOM i OAEpKaHW >XOBTUW 3alvLLOK PO34insanun Mbk eTunauertaToMm
(200mn) i Bogoto (200mn). BogHun wap ekcTtparyBanu eTtunaueTtatom (200mn) i o6'egHaHi opraHivHi ekcTpakTu
NpPoOMMBanNM HacM4eHUM po3dnHoM Xxropuay HaTtpito (1x200mn) i cywmnu Hag cynbdatoM HaTpito, inbTpyBanu i
KOHLIEHTpYBanu niga Bakyymom, ogepxytoun 2,011r (85%) 6axkaHoro deHony y BUrmagi pyaysa To-KOpUUHeBOi TBepAoi
pEeYvYoBUHMN.

'H AMP (CDCls) § 0,93 (T-6H), 1,60 (M-4H), 1,98 (c-6H), 2,30 (c-3H), 3,08 (M-3H), 3,22 (M-1H), 6,39 (g-1H), 6,61
(o-1H), 6,82 (po-2H), 6,95 (c-2H).

€. 4-(6-AmiHonipuanH-2-in)-3-veTokcudeHon

B aTtmocdepi asotry go 120mn etaHony i 20mn Bogu gogasanu 5,92r (20,11mmornb) deHony i 16,77t
(241,3vmorb) rigpoxnupody rigpokcunamiHy. PeakujiHy cymilw nepemiwyBany nNpu KUN'ATiHHI i3 3BOPOTHIM
XONOAWMBbHUKOM MpoTAroM 16 rogvMH MiCNsg 4YOro peakuiHy CyMill OxorofXysBanu OO KiMHaTHOI TemnepaTypwu i
KOHUEHTpYyBanu nig BakyymoM. OfepxaHun )KOBTU 3aMLLOK po3ainanu Mk etunaueTtatom (200mMn) i po3segeHym
po3unHoM GikapboHaTy HaTpito (200mn). BogHuii wap ekctparyBanu etunauetatom (2x200mn) i o6'egHaHi opraHiyHi
€KCTPaKTM MNPOMUBANN HACUYEHUM pPO3YMHOM Xxnopuay Hatpito (1x200mn) i cywmnu Hapg cynbdatom HaTpito,
iNbTpyBanu i KOHUEHTPYBaNM Mig BakyyMOM OJEPXYIOUM HEOUMLLEHMIN NPOAYKT Yy BUMSAI KOPMYHEBOro macna, Lo
nigoaeanu xpomatorpadii Ha 300r cunikarenio 60 (EM Science) BUMKOPUCTOBYIOUM B SIKOCTI €IHOEHTY PO34YMH
4:1/rekcaH:eTvnaueTat, ogepxyioun 4,20r (97%) KOBTOro niHONOAIOGHOrO MPOAYKTY, L0 nepekpucranisyBanu 3
poO34MHy eTunavueTaT/rekcaH, OAepPKylouM BKazaHy B 3arofioBKy Cronyky, y Burmsiai 6inoi 1eepaoi pevoBmHuU.

'H AMP (CDCls) 5 0,83 (T-6H), 1,33 (1-3H), 1,98 (c-6H), 2,00 (M4H), 2,20 (M-2H), 2,32 (c-3H), 2,88 (k-2H), 4,08
(m-1H), 6,93 (m-3H), 7,18 (an-1H), 7,42 (g, 1H).

Mpwknag 2

6-[4-(2-ONMETUNAMIHOE TOKCW)-2-MET OKCUPEHINNIPUANH-2-IJTAMIH

B atmMocdepi azoty go 30mn aueTtoHy gogasanu 200mr (0,92mmone) deHony i 383wmr (2,78vmons) kapboHaTy
Kanito i Hagani pogasarm 146mr (1,017mmons) napoxnmpogy N-(2-xnopetun)aumeTunamiH. PeakuiiHy cymiw
nepemillyBanu Npu KUMATIHHI i3 3BOPOTHIM XONOAUNBHUKOM NPOTAroMm 16 roauH i KOHUEHTpYBanu nia BaKyymMOM.
OpnepxaHuin TBepAMM 3anuLWOK po3dinsanu Mk etmnauetatom i 1M posunHom rigpokenay Hatpito (NaOH). BogHui
Wwap ekcTtparyBanu etunauetatom (1x200mn) i o6'egHaHi opraHivHi ekcTpakTy npommeanu 1M po3unHom rigpokcuay
Hatpito (2x100mn) i HacuyeHum posumHoMm Xxropugy HaTtpito (1x200mn) i cywmnu Hapg cynbdaToM HaTpito,
inbTpyBanu i KOHUEHTpYBanu nig BakyyMOM OZEPXKYIOUM HEOYUMLUEHWUA NPOAYKT, WO niagasanm xpomatorpadii Ha
75r cunikarento 60 (EM Science) BMKOPUCTOBYHOUM B SAKOCTI €neHTy pPO34nH



4:1:0,1/gnxnopmeTaH:MeTaHON:NAPOKCUA amoHito, opepxytounm 165mr (62%) Bka3aHOi B 3arofioBKY CMOMYKW, Y
BUMALI Make Ginoi TBepaoi pevoBuHUW. M'aTgecaT minirpam, BiANOBIAHOT riAPOXTOPMAHOT COMi BKA3aHOT B 3arofioBKy
CMOMYyKM, odepKyBanu pPO3YMHEHHsSM nopuii BKa3aHOi B 3arofioBKy CMOMyKM B eTunaueTtaTi i AodaBaHHi go
O[ePXKaHOro po3yMHY HacuyeHoro eTnnaleTaTHoro posynHy HCI.

Mpuknag 3

6-[4-(2-ONMETUNAMIHOE TOKCW)-2,3-ONMETUNSEHINNIPUONH-2-INAMIH

A. 3-PTOp-6-6pOM-0-KCUNEH

B 100mn kpyrmodoHHy konby cnopsimkeHy N2 BBogoM 3aBaHTaxyBanu 2,50mMn (20Mmorb) 3-Top-0-KCUMERY,
10mn outoBoi kucnot i 1,03mn (20mmonb) Gpomy. lMicna BUTPUMYBaHHSA MNPOTAroM 12 rogvH Npu KiMHaTHIN
TemnepaTypi po34nH 3HebapBnioBaBCs i MOro BUNMBanu B BOAy i ekcTparyBanu netponeiHmm edipom. OpraHivyH1i
wap npomueanu Bogoto i 1 N po3unHoOM rigpokevay HaTpilo, CylumMnm Hag cynbdaToM HaTpito BiAraHSANM PO3YUMHHUK
nig Bakyymom, 4r (100%) y Burnsai cymilli isomepis

'H AMP (5, CDCls): 2,20, 2,25, 2,30, 2,38 (cuHrneT, 6H), 6,78 (1, J=9, 1H), 6,8-7.4 (m, 1H).

3C AMP (5, CDCls): 10,6, 10,7, 19,5, 19,6, 112,2,112,5, 113,7, 113,9, 125,0, 126,1, 130,2, 138,2, 158,9, 160,0,
161,4,162,4.

b 3-dTOp-0-KCUNEH-B-60pHa KMcnoTa

B 125mMn TpboXropny KpyrnofoHHy kKonby cnopsmkeHy nepetuHkowo i N2 BBogOM 3aBaHTaxysBanu 4,08r -
(20mMmonb ) 3-gTop-6-6pom-0-keuneHy i 20mn cyxoro TeToarigpodypaHy. PosunH oxonomkysanu Ao -70°C i noBinbHO
npotarom 5 xsunuH popasanu 9,6mn  (24mmonb) 2,5M posuuHy OytunniTiio B rekcaHi. PeakuiiiHy cymil
nepemiwyBanu 5 xeunuH npu -70°C i Toai gopasamm 4,08mn (24mmornb) TpuetunbopaTy i peakuiiHy cymill
nepemiwyBann 5 xeunuH npu -70°C. PeakuinHy cymiw HarpiBanuM OO KiMHATHOI TemnepaTypu i nepemillyBanm
npoTtarom 16 rogvH i NOTiM BUIMBAanNM B pO3BEAEHUN PO3YMNH XITOPBOAHEBOI KUCMOTH | eKcTparyBanu etmnauetaTom.
OpraHiyHun wWwap npoMuBanM HacUYEeHVM pPO3YMHOM Xropuay HaTpilo, CylwumnuM Hag cynbgaTtoM HaTpito i
KOHLIEHTpYBanu nig BakyymMoMm. 3anuvLoK po3Tupanm 3 rekcaHoMm ofepikytoumn 6iny Teepay peyosuHy 2,06r (64%).

'H AMP (5, CDCls): 2,22 (c, 3H), 2,30 (c, 3H), 6,7-7,3 (M, 2H).

BC AMP (5, CDCls): 25,4, 26,3, 111,5, 111,7, 1121, 112,3, 124,9, 126,0, 126,1, 130,8, 130,9, 159,9, 160,6,
162,3,163,0.

B. 2-(2,5-Anmetunnipponin)-6-[4-drop-2,3-aumetnndeHininipyuaH

B 100mn kpyrmogoHHy konby cnopsmpkeHy KoHaeHcaTopoM i N2 BBOAOM, WO MicTuna 36mn eTaHony i 4mn Bogu
3aBaHTaxyBanu 3,08r (12,27mmornb) 6-6pom-2-(2,5-gumeTtunnipponin)nipugudy, 2,06r (12,27mornb) 3-drop-o-
KcuneH-6-6opHoi kncnotu, 5,20r (49,1Mmonb) kapboHaTty kanito i 140Mr TeTpakic(tpudeHindocdin)nanagito(0).
PeakuinHy cymill KUR'aTUNW i3 3BOPOTHIM XONoAWIbHUKOM 4 roauHW, OXONo[KyBanu i BUNMBanu y Body, i NoTiM
ekcTparysanu etunaueTtatoMm. OpraHiYHUn Lwap NpomMmMBarmM HacMYEHUM PO3YMHOM XNOPUAY HATPIilo, CyMnn Hag
cynbdaToM HaTpilo | KOHUEHTPYBanu nig Bakyymom. 3anuLIoK xpomaTorpadpyBanu Ha cunikareni BUKOPUCTOBYIOUM B
SIKOCTi eNoeHTy rekcaH/eTunauveTart, ogepxytoumn 3,2r (89%) TBepaoi pevoBUHU.

'H AMP (5, CDCla): 2,16 (c, 6H), 2,23 (c, 3H), 2,25 (c, 3H), 5,88 (c, 2H), 6,94 (v, 1H), 7,16 (M, 2H), 7,33 (a, J=8,
1H), 7,86 (1, J=8, 1H).

BC AMP (5, CDCls): 11,30, 13,38, 17,31, 106,80, 107,57, 112,15, 112,39, 119,92, 122,96, 123,70, 126,05,
126,42, 128,34, 136,95, 138,10, 139,81, 151,48, 159,99, 162,32.

MC(%):295(M+1, 100).

. 2-(2,5-OnmeTunnipponin)-6-[4-(2-ammeTunamiHoe Token )-2,3-gume TundpeHinnipuaH

B 100mn kpyrmoAoHHY Komby, wWwo MictuTb nepeTuHky i N2 BBoa, 3aBaHTaxysBanu 0,121mn (1,2mmonb) 2-
AnmeTtunamiHoeTaHony, 4mn cyxoro aumetundopamigy i 115mr (2,4mmornb) rigpuay Hatpito (60% B Macni).
PeakuiiHy cymiw HarpiBanu 30 xBUNUH [0 NOBHOIO NEPETBOPEHHS B ankoKcua, oxonomKyeanu i gogasanu 294mr
(1,0mmornb) 2-(2,5 gumeTunnipponin)-6-[4-cdrop-2,3-gumetundeHininipnguH. PeakuiiHy cymiw Harpisanu npu 100°C
npotaroMm 18 roguH, oxonomkysanu i BAnuMBanu y BoAy, i NOTiM ekcTparyBanu eTtunauetatom. OpraHiyHnin wap
NpoMuBany BOAOO i HACMYEHUM PO3UYMHOM XITOPWUAY HaTpPilo, CYWMnu Hag cynbdatoM HaTpilo | KOHLEeHTpyBanu nig
BakyymMoM.  3anuwok  xpomatorpadyBanu  Ha  curnikareni  BUMKOPUCTOBYIOMM B SKOCTI  €MIOeHTY
MeTaHon/MeTuneHxnopuma, oaepxytoum 260mr (72%) peyoBmHM y BUrmagi macna.

'H AAMP (5, CDCls): 2,18 (c, 6H), 2,22 (c, 3H), 2,27 (c, 3H), 2,37 (c, 6H), 2,79 (T, J=6, 2H), 4,11 (T, J=6, 2H), 5,88
(c, 2H), 6,79 (8, J=8, 1H), 7,13 (8, J=8, 1H), 7,22 (g, J=8, 1H), 7,34 (g, J=8, 1H), 7,82 (7, J=8, 1H).

BC AMP (5, CDCls): 12,19, 13,41, 17,61, 45,81, 46,10, 58,39, 66,92, 106,65, 108,81, 119,46, 123,05, 125,98,
127,97,128,57, 133,22, 135,68, 137,90, 151,34, 156,84, 160,71.

MC(%):364(M+1, 100).

0. 6-[4-(2-OumeTnnamiHoeTokcn)-2,3-aume TnndeHinnipuanH-2-inamiH

B 100mn KpyrnofgoHHyY Konby cnopsimkeHy koHgeHcaTopom i N2 BBogom 3aBaHTaxysanm 260mr (0,7 16mmorns) 2-
(2,5-gumeTnnnipponin)-6-[4-(2-ammeTnamiHomeTokcmn )-2,3-guMeTunamiHoetokeulnipuamHy, 500mr  rigpoxnopugy
rigpokeunaminy, 9mn etaHony i 1Mn Boaun. PeakuiiHy Cymill KMN'ATUNN i3 3BOPOTHIM X0NoaunbHUKOM npoTarom 40
FOAWH, OXONOAKyBanu, BUMMBaNM B PO3BEAEHWN PO3YMH XTOPBOLHEBOI KWCMOTW, NPOMMBaNu eTunauetaToM,
nianyxkysanu go pH12 6N po3umHOM rigpokcuay HaTpito i ABidi ekcTparyBanum metuneHxnopuaom. OpraHiyHmi wap
CyLLMINN Hapj cynbaToM MarHito i BigraHAaNM po3yYvHHKK Nig BaKyyMOM i NOTIM nNepeTBOpoBanu XNopBOAHEBY CiNnb
Bukopuctoytoun HCI B e dhipi, oaepytoum rirpockoniyHy TBepay pevoBuHy, 182mr (71%).

"H-AMP (5, CDCls): 2,16 (c, 3H), 2,18 (c, 3H), 2,32 (c, 6H), 2,73 (A, J=7, 2H), 4,05 (1, J=7, 2H), 4,65 (wc, 2H),
6,33 (g, J=8, 1H), 6,59 (8, J=7, 1H), 6,71 (a4, J=8, 1H), 7,10 (a4, J=8, 1H), 7,37 (1,J=8, 1H).

BC-AMP (5, CDCls): 12,13, 17,25, 46,07, 58,39, 66,92, 106,08, 108,75, 114,40, 125,79, 127,24, 134,23, 135,53,
137,68, 156,39, 157,91, 159,19.

MC(%):286(M+1, 100).

EnemeHTHMI aHani3 po3paxoBaHo ansa 017H23N30-2HCI-5/4H20: C 53,62, H 7,28, N 11,03. 3HangeHo: C 53,68,
H7,12,N 10,86.



Mpuvknag 4

6-[4-(2-NIPONIANHINETOKCW)-2,3-ANMETUNSEHININIPUONH-2-INAMIH

Opepxysanu sk BkasaHo B [Mpukragi 3, BUKOPMCTOBYIOUM 2-niponigvHineTaHon, 3 suxogoM 57%, y surnagi
rirpoCKoniyYHo|T TBEPLOT PEYHOBUHN.

H-AMP (8, CDCl3): 1,76 (m, 4H), 2,16 (c, 3H), 2,17 (c, 3H), 2,61 (m, 4H), 2,89 (T, J=6, 2H), 4,09 (T, J=6, 2H),
4,62 (wc, 2H), 6,34 (g, J=8, 1H), 6,59 (g, J=7, 1H), 6,71 (g, J=8, 1H), 7,09(8,J=8, 1H), 7,38 (T, J=8, 1H).

Be-amp (8, CDCls): 12,13, 17,25, 23,52, 54,85, 55,07, 67,78, 106,05, 106,62, 108,73, 114,44, 125,73, 127,24,
134,14,135,49, 137,68, 156,39, 157,85, 159,22.

MC(%):312(M+1, 100).

EnemeHTHMI aHania po3paxoBaHo ana C1gH2sN30-2HCI-2H20: C 54,29, H 7,43, N 10,00. 3HangeHo: C 54,48, H
7,60,N 9,64.

Mpuknag 5

6-[4-(4-(N-METUMNINEPUOEHINOKCW)-2,3-AUMETUNT®EHINNIPUONH-2-11TAM1H

OpepxyBanu sik BkasaHo B Mpuknagi 3, BukopuctoBytoun 4-napoken-N-metunninepnavH, 3 Buxogom 56%, Tnn.
110-130°C, y Burnagi xnopBogHEBOI CONi.

H-AMP (8, CDClg): 1,8-2,0 (m, 4H), 2,16 (c, 6H), 2,24 (c, 3H), 2,6 (m, 4H), 4,3 (m, 1H), 4,62 (wc, 2H), 6,33 (g,
J=8, 1H), 6,58 (g, J=8, 1H), 6,71 (g, J=8, 1H), 7,06 (g, J=8, 1H), 7,37 (T, J=8,1H).

Be-amp (8, CDCla): 12,2, 17,2, 20,9, 30,7, 46,2, 52,4, 106,0, 110,9, 114,3, 127.0 135,7, 137,6, 140,1, 154,7,
157,8, 159,1.

MC(%):312(M+1, 100).

EnemeHTHMI aHani3 po3paxoBaHo ans Ci9H2sN30-2HCI-2/3H20: C 55,48, H 7,35, N 10,21. 3HangeHo: C 55,72,
H7,32,N 10,66.

Mpwknag 6

6-[4-(2-ONMETUNAMIHOE TOKCW)-3-MET OKCUDEHINMIPUONH-2-1JTAMIH

OpepxyBanu sik BkasaHo B [Mpuknagi 2, BUKopucToBytoun 2-meTokcu-4-6pomdeHon, 3 Buxogom 68%, Tnn. 225-
228°C, y Burmsgi XnopBOAHEBOT COi.

H-aMP (8, CDCl3): 2,29 (c, 6H), 2,74 (7, J=6, 2H), 3,87 (c, 3H), 4,10 (1, J=6, 2H), 4,67 (wc, 2H), 6,32 (g, J=8,
1H), 6,88 (g, J=8, 1H), 6,95 (g, J=8, 1H), 7,38 (m, 2H), 7,51 (c, 1H).

Be-amp (8, CDCIs): 45,96, 55,86, 58,02, 67,15, 106,54, 110,15, 110,38, 113,04, 119,23, 132,99, 138,27,
148,83, 149,49, 155,66, 158,33.

MC(%):288(M+1, 100).

EnemeHTHMI aHani3 po3paxoBaHo Ana C1eH21N302-2HCI-H20:-1/2(C4H100): C 52,05, H 7,28, N 10,12. 3HangeHo:
C51,80,H6,93,N 10,44.

Mpuknag 7

6-[4-(2-NIPONIANHINETOKCW)-3-METOKCUDEHINMNIPUOVH-2-11TAMIH

OpepxyBanu sk BkasaHo B [Npuknagi 2, 3 Buxogom 65,5%, Tnn. 202-210°C, y Burnagi xnopBogHEBOI CONi.

H-AMP (8, CDClg): 1,75 (m, 4H), 2,59 (m, 4H), 2,92 (1, J=6, 2H), 3,88 (c, 3H), 4,15 (1, J=6, 2H), 4,62 (wc, 2H),
6,33 (g, J=8, 1H), 6,89 (g, J=8, 1H), 6,97 (g, J=8, 1H), 7,39 (m, 2H), 7,52 (c, 1H).

Be-amp (8, CDCl3): 23,49, 54,69, 54,78, 55,91, 67,99, 106,50, 110,18, 110,38, 112,98, 119,26, 132,92, 138,27,
148,86, 149,46, 155,69, 158,27.

MC(%):314(M+1, 100).

EnemeHTHMI aHani3 pospaxoBaHo ans C1gH23N302-2HCI-1/2H20: C 54,69, H 6,63, N 10,63. 3HangeHo: C 54,88,
H 6,88, N 10,01.

Mpwknag 8

6-(4-[2-(6.7-OUMETOKCW-3.4-OUT1OPO-1H-IBOXIHONIH-2-11)-ET OKCWN]-3-MET OKCUPEHIT)MIPUONH-2-
INMAMIH

OpepxxyBanu sk BkasaHo B MNpuknagi 2, 3 Buxogom 79%, Tnn. 90-100°C, y Burnagi xnopBoAHEBOI CONi.

'H-AMP (6, CDCl3): 2,80 (m, 4H), 2,98 (T, J=6, 2H), 3,66 (c, 2H), 3,77 (c, 3H), 3,78 (c, 3H), 3,89 (c, 3H), 4,23 (T,
J=8, 2H), 4,66 (wc, 2H), 6,31 (g, J=8, 1H), 6,47 (c, 1H), 6,535 (c, 1H), 6,91 (g, J=8, 1H), 6,96 (g, J=8, 1H), 7,37 (m,
2H), 7,52 (c, 1H).

Be-amp (8, CDCl3): 28,50, 51,54, 55,84, 55,91, 56,04, 56,57, 67,30, 106,58, 109,42, 110,14, 110,41, 111,33,
113,07, 119,29, 12595, 126,39, 133,04, 138,29, 147,15, 147,48, 148,80, 149,48, 155,60, 158,34.
MC(%):436(M+1,100).

EnemeHTHMI aHani3 po3paxoBaHo ans CasH2oN304-2HCI-5/4H20: C 56,55, H 6,36, N 7,91. 3HangeHo: C 56,59, H
6,19, N 7,70.

Mpuknag 9

6-{3-METOKCW-4-[2-(4-OEHETUNMINEPA3NH-1-INETOKCUNI®EHITNIPUONH-2-INAMIH

OpepxyBanu sk BkasaHo B MNpuknag 2, 3 Buxogom 78%, Tnn. 167-182°C, y Burnsagi xnopeogHEBOi coni.

H-amMP (8, CDCl3): 2,4-2,6 (m, 10H), 2,75 (m, 2H), 2,825 (T, J=6, 2H), 3,86 (c, 3H), 4,13 (1, J=6, 2H), 4,70 (wc,
2H), 6,32 (g, J=8, 1H), 6,87 (g, J=8, 1H), 6,95 (g, J=8, 1H), 7,15 (m, 3H), 7,21 (m, 2H), 7,37 (m, 2H), 7,51 (c, 1H).

Be-amp (8, CDCls): 32,56, 33,46, 52,98, 53,52, 55,82, 56,91, 60,37, 66,78, 106,47, 110,01, 110,39, 113,04,
119,21, 125,90, 128,25, 128,51, 128,58, 132,96, 138,18, 140,17, 148,73, 149,39, 155,52, 158,29. MC(%):433(M+1,
100).

EnemeHTHMI aHanis po3paxoBaHo ans CoeH23N4O02-3HCI-H20: C 55,77, H 6,66, N 10,01. 3Hangeno: C 55,80, H
6,56, N 9,59.

Mpuknag 10

6-{3-METOKCW-4-[2-(4-METUITNINEPA3NH-1-11)ETOKCUPEHIN}-NMIPUONH-2-INAMIH

OpepxyBanu sk BkasaHo B [Npuknagi 2, 3 Buxogom 71%, Tnn. 75-95°C, y Burnagi xnopBogHEBOI CONi.

H-AMP (6, CDCl3): 2,19 (c, 3H), 2,4 (m, 4H), 2,6 (v, 4H), 2,78 (1, J=6, 2H), 3,83 (c, 3H), 4,10 (T, J=6, 2H), 4,66



(we, 2H), 6,295 (g, J=8, 1H), 6,84 (g, J=8, 1H), 6,92 (g, J=8, 1H), 7,33

Be-amp (8, CDCls): 45,97, 53,56, 54,98, 55,88, 56,92, 66,93, 106,51, 110,07, 110,43, 113,14, 119,23, 133,02,
138,23, 148,77, 149,46, 155,59, 158,31.

MC(%):343(M+1, 100).

EnemeHTHMIA aHani3 po3paxoBaHo Ans C19H23N402-3HCI-H20-1/2(C4H100): C 48,05, H 7,30, N 10,67. 3HalgeHo:
C47,85,H6,98,N 11,01.

Mpwknag 11

6-{4-2-[4-OUMETUNAMIHONINMEPWOWNH-1-1TETOKCWN]-3-METOKCUNPEHIN}-NIPUOVNH-2-11TAMIH

OpepxyBanu sk BkasaHo B Npuknagi 2, 3 Buxogom 61%, Tnn. 215-221 °C, y Burnagi xnopBogHeBOI coni.

H-AmMP (8, CDClz): 1,5 (m, 2H). 1,75 (m, 2H), 2,07 (m, 2H), 2,215 (c, 3H), 2,79 (7, J=6, 2H), 3,0 (m, 3H), 3,87 (c,
3H), 4,13 (T, J=6, 2H), 4,62 (wc, 2H), 6,33 (g, J=8, 1H), 6,88 (g, J=8, 1H), 6,96 (g, J=8, 1H), 7,38 (m, 2H), 7,50 (c,
1H

BC-AMP (5, CDCls): 28,17, 30,28, 41,57, 53,69, 55,94, 56,90, 62,04, 67,07, 106,52, 110,18, 110,40, 113,05,
119,26, 132,96, 138,29, 148,80, 149,45, 155,66, 158,27

MC(%):371 (M+1, 100).

EnemeHTHMIA aHani3 po3paxoBaHo ans C21H3oN4O02-3HCI-5/2H20: C 48,05, H 7,30, N 10,67. 3HaipeHo: C 48,34,
H7,28,N 10,66.

Mpuknag 12

6-[4-(2-ONMETUNAMIHOE TOKCWU]-3-ETOKCUPEHININIPUONH-2-]TAMIH

OpepxxyBanu sik BkaszaHo B lNpuknagi 2, BUKOPUCTOBYOUM 2-eTokcu-4-6pomdpeHon, 3 Buxogom 72%, Tnn. 210-
216°C, y Burnsgi xnopeogHeBOT Coni.

'H-AMP (5, CDCla): 1,40 (1, J=7, 3H), 2,31 (C, 6H), 2,74 (1, J=6, 2H), 4,10 (M, 4H), 4,64 (wc, 2H), 6,34 (0, J=8,
1H), 6,89 (g, J=8, 1H), 6,96 (a, J=8, 1H), 7,38 (m, 2H), 7,51 (c, 1H).

BC-AMP (5, CDCls): 14,88, 46,04, 58,06, 63,99, 64,43, 67,65, 106,50, 110,21, 112,10, 113,81, 119,38, 133,12,
138,27, 149,02, 149,22, 155,74, 158,28.

MC(%):302(M+1,100).

EnemeHTHMI aHania po3paxoBaHo ans C17H23N302-2HCI-1/2H20: C 53,27, H 7,84, N 10,96. 3HangeHo: C 53,57,
H7,16,N 10,71.

Mpuknag 13

6-[4-(2-NPONIONHINETOKCU]-3-ETOKCUDEH IN]MIPUONH-2-INAMIH

OpepxyBanu gk BkasaHo B [Npuknadi 2, BUKOPUCTOBYIOUM 2-eToKcu-4-6pomcpeHon, 3 Buxogom 69%, Tnn. 190-
198°C, y Burnagi xnopBogHeBOi Coni.

'H-AMP (3, CDCla): 1,415 (1, J=7, 3H), 1,77 (M, 4H), 2,63 (M, 4H), 2,92 (T, J=6, 2H), 4,15 (M, 4H), 4,59 (wc, 2H),
6,35 (g, J=8, 1H), 6,91 (g, J=8, 1H), 6,97 (g, J=8, 1H), 7,41 (m, 2H), 7,51 (c, 1H).

BC-AMP (5, CDCls): 14,91, 23,49, 54,75, 54,79, 64,48, 68,36, 106,47, 110,27, 112,15, 113,65, 119,42, 132,99,
138,29, 148,94, 149,29, 155,80, 158,21.

MC(%):328(M+1, 100).

EnemeHTHWMA aHania pospaxoBaHo And CioH2sN302:2HCI-3/2H20:1/2(C4H10C): C 54,31, H 7,60, N 9,05.
3HanpeHo: C 54,41, H 7,37, N 9,41

MPUKNAL 14

6-[4-(2-ONMETUNAMIHOE TOKCU]-2-1I30MPONINOEHINNIPUONH-2-INAMIH

A. 1 -I13onponin-3-6eH3nnokcmbdeH3on

B atmoccbepi asoty (N2) go 300mn auetoHy gogasamm 20,0mn (146,0mmonb) 3-isonponindeHony i 40,35r
(291,9mmornb) kapboHaTy kanito i notim 17,36mn (146,0Mmmonb) 6eHannbpomigy. PeakuivHy cymiwl Hagani kun'atmnm
i3 3BOPOTHIM XONOAMMBHMKOM NpW NepeMillyBaHHi npotarom 16 roavH. Jogasanm (5Mn) 6eH3nnbpomigy i Harpisanm
npoTsaroMm 24 roavH. PeakuilHy cymill oxonomKyBanu OO KiMHaTHOT TemnepaTtypu i TBepAWA NPOAYKT BiaQinsanu
inbTpyBaHHAM | NpoMUBanu auetoHom. PinbTpaT KOHUEHTPYBanu nif BakyymoM. TBepauii 3anvLwok po3ainany Mix
eTvnaueTaTtoMm i Bogot. BogHuin wap ekctparysanu etunauetatom (1x300mn) i ob'egHaHi opraHiuHi ekcTpakTv
npomueanu 1M posumHom rigpokcugy Hatpito (NaOH) (1x200mn) i HacyYeHMM po3YnHOM Xropuay HaTpito (1x150mr)
i cywmnu Hag cynb aTtoM HaTpito, inbTpyBanu i KOHUEeHTpyBanu nig Bakyymom (100°C npu 1MM p.c), ogepxytoumn
33,80r (100%) HeounLLEeHOrO NPOAYKTY (BKa3aHOT B 3arofoBKy CNOMYyKK), y BUIMsSIAi )KOBTOro Macra.

'H AMP (CDCl3) & 1,23 (a-6H; J=7,06T), 2,87 (M-1H), 5,05 (c-2H), 6,78-6,88 (M-2H), 7,21 (T-1H; J=7,88L),
7,30-7,45 (m-6H).

B. 1 -bpom-2-i3onponin-3-6eH3unnokcnbeH3on

B atmocdepi asoty (N2) go 400mn Tetpaxnopuagy syrmeuto gogasanu 33,50r (148,0mmone) 3-idonponin-3-
6eHannokcnbersony, 27,66r (154,4mmons) NBS (nepekpucranisysanu 3 Boawu) i notim gogasanu 60,0r cunikarento
60 (EM Science). PeakuinHy cymiw nepemiwysanu 6e3 cgitna npotsrom 48 roguH. Cunikarenb BigokpemnoBanm
inbTpyBaHHAM i NnpoMmBanu guxnopmeTtaHoMm. O6'egHaHi ekcTpakTu npommBany 1M po3unHOM rigpokcvay HaTpito
(NaOH) (2x200mn) i HacunyeHum po3ymMHOM Xropuay HaTtpito (1x200mMn) i cywmnu Hag cynbdaToMm HaTpito,
GinbTpyBanu i KOHUEHTpyBanu nif BakyymoMm, ofdepxyioun 44,46r (98%) HeouuweHoro nNpoaykTy (BkasaHoi B
3arosfioBKY CMosykK), y BUMALI X)KOBTOT pianHM.

'H AMP (CDCls) 6 1,23 (a-6H; J=6,84T"1), 3,28-3,35 (M-1H), 5,02 (c2H), 6,64 (aa-1H; J=3,12I"y; J=8,72'4), 6,89
(8-1H; J=2,91T"y), 7,30-7,42 (M-6H).

B. 4-BeH3unnokcn-2-isonponinbeHanntopHa kucnoTa

B atmocdepi asoty (N2) go 300mn 6essogHoro TI® gopnasarm 44,46r (145,7mmonb) 1-6pom-2-isonponin-4-
6eHannokcnbersony. Po3unH oxonomkysanu go -78°C i no kpannam gopgasanu 64,1vmn (160,2vmmons) 2,5M posunHy
6yTunnitito i niaTpMmyBanu Temnepatypy Hux4de -70°C. PeakuiiHy cymiw nepemiwysanu npu -78°C npotsarom 1,0
roAvH i ofHieto nopuieto gogasamm 27,26mn (160,2mMmone) Tpuetmnboparty. PeakuiliHy cymill nepemiwyBany npu
TemnepaTypi MeHble -60°C npotarom 2,0 rogMH. PeakuiiHy cymil HarpiBanu go KiMHaTHOT TemnepaTypu i racunm



200mn HacmyeHoro po3unHy xrnopuay amoHito (NH4Cl). Jo po3unHy popasanm 100mn Boam i pH gosogunu go 3,0
KoHueHTpoBaHot HCIl i ogepxaHuid po3umH ekcTparyBanu etunauetatom (1x200mn). ETvnauetatHuin ekctpakT
npomMmBanu Hacu4eHUM Po34MHOM Xropuay Hatpito (1x100mn), cywmnu Hag cynbdaTtoMm HaTpito, GinbTpyBanu i
KOHLEHTpPYBanu Mig BakyyMOM, OOEPXYIOUM HEOYUMULLEHWA MPOJYKT Y BUIMSAAI POXeBOi TBEpAOK PevoBUHM, SKY
po3Tvpanu 3 cymiwwo etunaueTat/rekcaH, ogepxytoun 16,80r (43%) BkasaHOT B 3arofioBky CMOMyKW, y BUMSAAI
XXOBTYBaTO-KOPMYHEBOI TBEPAOT PEHOBUHM.

'H AMP (CDCls) § 1,31 (-6H; J=6,85I'Ly), 4,12418 (m-1H), 5,13 (c2H), 6,89 (A0-1H; J=2,28M; J=8,50I L), 7,05
(m-1H; J=2,28I"y), 7,32-7,48 (m-5H), 8,15 (aa-1H; J=8,50I"u).

I". 2-(4-beHaunokcu-2-isonponindeHin)-6-(2,5-ammeTvnnippon-1-in)nipuavH

B atmoccepi asoty (N2) go 243mn etaHony i 27vn Bogn gogasarm 15,58r (62,04mmonb) 2-6pom-6-(2,5-
anmetunnippon-1-in)nipuavH,  16,76r  (62,04monb)  6eHsmnokcu-2-isonponinéeHsonbopHoi  kucnotn, 26,31r
(248,2mmonb ) kapboHaTty HaTpito | 1,80mr TeTpakic(TpudpeHindocdin)nanagio(0) (1,55mmornb). OgepxaHuin po3ymH
KUN'ATUNKU i3 3BOPOTHIM XONOAUSIbHUKOM MPOTAroM 72 rOAWH MIiCRs YOro peakuiHy Cymill KOHLUeHTpyBanu nig
BakyymMmoM. OpepXaHun 3anuwok pos3ginanu mik etmnaugetatom (300mn) i Bogowo (300mn). BoaHy dhasy
ekcTparyBanu etunaudetatom (200mn) i 0o6'egHaHi opraHivHi eKCTpakT! NPOMMUBANN HACUYEHUM PO3YMHOM Xropuay
HaTtpito (1x200mn) i cywmnu Hapg cynbdaToM HaTpilo, inbTpyBanu i KOHLEHTpYBanNu nig BakyyMOM OJEpPXYHoun
HEOYULLEHMI NPOAYKT Y BUMMAAI TBEpAOi pe4YOoBMHM BYPLUTMHOBOIO KOSMbOPY, WO KpUcTanidyBanacs npu CTosiHHi. Lio
TBEPAY PEYOBUHY nepekpuctanisyBanu 3 abconoTHOro eTtaHonyrekcaHy, ogepxytoun 21,35r (87%) BkasaHoi B
3arofoBKy CNOMyKK, y BUMMsAAi XXOBTyBaTO-KOPUYHEBOT TBEPAOT PEHOBUHN.

'H AMP (CDCls) § 1,16 (a-6H; J=6,85L), 2,16 (c-6H), 3,28-3,31 (-1H), 5,10 (c-2H), 5.88 (c-2H), 6,85 (aa-1H;
J=2,70l"y; J=8,51"u), 7,00 (a-1H; J=2,49T"u), 7,15 (a-1H; J=7.89I"y), 7,27 (o-1H, J=8,51"u), 7,33 (ao-1H; J=1,66I"u;
J=7,06l"y), 7,39 (na-2H; J=6,23Iy; J=7,68Iy), 7,45 (o-2H; J=7,27T"v), 7,84 (an-1H; J=7,68Iy; J=7,89IL).

0. 4-[6-(2,5-Avumetnnnippon-1-in)nipnguH-2-in]-3-isonponindgeHon B amocoepi azoty (N2) go 300mn meTtaHony
popasanu 21,20r (53,46mmonb) 2-(4-6eH3nnokcu-2-izonponindetin)-6-(2,5-gumetunnippon-1-in)nipuguH i 67,42r
(1,069vomnb) amonindopmiaty i 2,00r rigpokengy nanagiio. OpgepxaHy CYCNeH3ilo Kin'aTunm i3 3BOPOTHIM
xonoguneHukom. Yepes 8 roanH gogasanu 10,0r kaTanizaTopy Micns 4YOro peakuiiHy CyMmill OXOnoKyBanu [0
KiMHaTHOT TeMnepaTypu i nponyckanu Kpisb Wap uenity Ana BuAineHHa katanisatopy. LienitoBun wap npomvsanu
MeTaHonoM. OpraHiyHuiA pOo3YMH KOHLIEHTpYBanu nig BakyyMOM i OAEpPKaHWUWM KOBTUIN 3anULLIOK PO34inanu Mbk
eTnnauetatom (200mn) i Bogoto (200mn). BogHui wap ekcrparyBanu etunauetatom (200mn) i o6'eaHaHi opraHiyHi
€KCTPaKTM MNPOMUBANN HACUYEHUM pPO3YMHOM Xxnopudy HaTpito (1x200mn) i cywmnu Hapg cynbdatom HaTpito,
GinbTpyBanu i KOHUEHTPYBaNu nig BakyymoM, ogepxyioun 15,58r (95%) 6axaHoro cheHony y Burnagi xosTyBaTo-
KOPUYHEBOi TBEPAOT PEYOBUHM.

'H AMP (CDCls) & 1,14 (g-6H; J=6,85I1), 2,15 (c-6H), 3,21-3,24 (M-1H), 5,50 (wc-1H), 5,88 (c2H), 6,61 (aa-1H;
J=2,49I"y; J=8,30M"y), 6,80 (o-1H; J=2,49I"u), 7,14-7,17 (m-2H), 7,24 (a-1H, J=0,83ly), 7,32 (a-1H; J=7,68L), 7,84
(ao-1H; J=0,83Iu; J=8,51wy).

E. 4-(6-AmiHonipnanH-2-in)-3-isonponindexon

B aTtmocdepi asoty po 180mn etawony i 30mn Boam popasanu 15,55r (50,75mmonb) dheHony i 42,32r
(609,0mmonb) rigpoxnmpody rigpokcunamiHy. OpepkaHy peakuiiHy cymil nepeMiwyBanyM npu KUN'ATIHHI i3
3BOPOTHIM XONOAUIMbHUMKOM MpOTAroM 16 roguH nicrns 4Yoro peakuiiHy Ccymill oxonoaxyBanu A0 KiMHaTHOT
TemnepaTtypu i KOHUeHTpyBanu nig BakyymoMm. OgepxaHWin KOPUYHEBWUI 3arMLLOK PO3LIiNany MbK eTtunaueTtaTom
(300mn) i posBegeHuM po3umMHoM GikapboHaTy Hatpito (300mMn). BogHwui wap ekcTparyBanu eTunauetaTtoMm
(4x100mn) i 06'egHaHi opraHivHi eKCTPaKTU NPOMUBANM HACUYEHUM PO3YMHOM Xnopuay HaTpito (1x400mn) i cywmnu
Haa cynbdaTom HaTtpito, iNbTpyBanu i KOHUEHTPYBanu nig BakyyMOM OOEPKYIOUM HEOUULLEHUI MPOAYKT Y BUrNAAI
KOpU4HEBOi rymonodibHoi peyvoBumHU. Xpomatorpadito nposognmm Ha 300r cunikarento 60 (EM  Science)
BMKOPUCTOBYIOUM B SIKOCTi €MeHTy crnoYvaTKky po3umH 3 : 2/rekcaH : eTunaueTaT i Hagani NoCTyNnoBO MiABULLYHOYM
BMiCT eTunaueTaty, ogepxytoun 10,0r (86%) amiHomipuauHy, y BUMSAi poOXeBOi TBepAOi PEevYOBUHU, LUO
nepekpucTaniayBanM 3 poO34YMHY eTunauetaT/rekcaH, OJepXKYuM BKasaHy B 3arofioBKy CMOMyKy, Yy BUMmsAAi
XOBTYBaTO-KOPUYHEBOT TBEPAOT PEYOBUHU.

'H AMP (CD30D) 5 1,11 (-6H; J=6,85I"y), 3,03-3,10 (M-1H), 4,87 (c-3H), 6,48-6,63 (M-2H), 6,60-6,63 (M-1H),
6,78 (o-1H; J=2,28I'y), 7,01 (a-1H, J=8,30I'y), 7,43-7,45 (m-1H).

€. 6-[4-(2-OumeTnamiHoe TOKCn )-2-i3onponindeHin]nipyuaH-2-namid

B atmocdepi asoty go 175mn auetoHy pogasanu 3,0r (13,14mmornb) dpeHony i 17,13r (52,56mMmonb) kapboHaTy
uesito i Hapgani gogasamm 2,83r (19,71mMmornb) rigpoxnupoay N-(2-xnopetun)gumeTtunamiHy. OpgepxaHy cymil
nepemillyBanu nNpu KUN'ATIHHI i3 3BOPOTHIM XONOAWUNBHUKOM NPOTAroM 16 roguvH i KOHUEHTpYyBanu nig BakyymMoOM.
TBepavi 3anuwok po3ainamm mbk etunauetatom i Bogoto (H20). BogHwi wap ekcrtparyBanu eTunaueTatom
(1x200mn) i o6'egHaHi opraHiyHi ekcTpakTm npomueanu 1M po3unHom rigpokenay Hatpito (2x100mn) i HacuyeHum
po3yuHoM xnopugy Hatpito (1x200mn) i cywmnu Hapg cynbdaTtom HaTpito, inbTpyBanu i KOHUEHTpyBanu nifg
BaKyyMOM OZEPXKYHOUM HEOUMLUEHMI NPOAYKT, WO nigaasanu xpomaTorpadii Ha 80r cunikarento 60 (EM Science)
BUKOPUCTOBYIOYM B SIKOCTI entoeHTy posunH 95:5:0,05/gnxnopmeTtaH:MeTaHON:NApOKCMA aMoHIlo, odepxkyoum 3r
(76%) amiHonipnauHy, y Burnagi 6e3bapeHoro macra. BignosigHy rigpoxnopuaHy cinb Bka3aHoi B 3arofioBKy CMOMyKM
(2,95r), ogepxyBanu po34nmHeHHsM MNopLii Bka3zaHoi B 3arofioBKy Cnonyku B guxnopmeTaHi (20mn) i gogaBaHHi o
oJepKaHoro po3yumHy gietmnosoro edipy (3mn) HacuyeHoro HCI. Cymiw nepemiwyBanu Ha npoTs3i Hodi i Ginmi
ocag, Wo yTBOpIoBaBCs, inbTpyBanu i Cylumnu.

'H AMP (CDCl3) &: 1,19 (a-6H; J=6,85L), 2,99 (c-6H), 2,98-3,02 (M-1H), 3,61 (1-2H; J=4,98r), 4,4
J=4,77Tu), 6,68 (o-1H; J=8,26I'u), 6,81 (p-1H; J=8,72I'n), 6,97 (aa-1H; J=8,51T"y; J=2,49I'y;), 7,09 (a-1H, J=
7,26 (p-1H; J=8,51Tu), 7,74-7,78 (M-1H).

Mpwknag 15

4-(6-AMIHOMIPUAWHIN)-3-LUMKITONPOMIN®EHON

A. 1 -Luknonponin-3-6eH3unnokcnoeHson

Linknonponinmarininbpomig (J.O0.C., 57, 3499-3503, 1992) (opepxyeTbca OesnocepenHbo, 50mmorns B 35mMn

1 (T-2H;
2,49"y),



Tr®) 3a gonomoroto Wnpuua aogasaBcsa 40 nepemilyeMo)” cymiwi 1-6pom-3-6eHannokcnbensony (7,9r, 30Mmorns),
anxnopwuay [1,3-6ic(andenrindgocdino)nponan]Hikento (Il) (70mr) i TFd (35mn). Micnga 3aBeplueHHs AogaBaHHA CyMiLu
nepemillyBanu npu KiMHaTHIN TemnepaTypi NPOTAroM 2 roguH i NOTIM KUN'ATUNK i3 3BOPOTHIM XONMOAMUIbHUKOM 72
roanHun. PeakuiHy cymilwl oxonoaxysanu Ao KiMHaTHoi TemnepaTypu i po3soamnu 100mn etunosoro edipy (Et0).
OpepxaHy cymiw npommBanu 5% posunHom xropsogHeBoi kucnotv (HCI), HacnyeHnm po3vmHOM Xropuay HaTpito,
cywumnu  Hag cynbdatom marHito  (MgSO4) | KOHUEHTpyBanmu nig BakyyMOM. HeouuweHud npoaykT
XpomaTtorpadpyBanu Ha curnikareni BUKOPUCTOBYIOMM B SKOCTI €NI0eHTy CyMill rekcaHmetunenxnopug (5:1),
opepxytoun 4,0 (36%) BkasaHOI B 3arofoBKy CMOMyKK.

'H AMP (CDCls) &: 0,67-0,70 (m, 2H), 0,93-0,96 (M, 2H), 1,87-1,90 (M, 1H), 5,04 (c, 2H), 6,69-6,71 (m, 2H), 6,77
(@, J=6I"u, 1H), 7,17 (1, J=8u, 1H), 7,32-7,45 (m, 5H).

B. 1 -Bpom-2-unknonponin-4-6eH3nnokcmbeHson

OpepxyBanu gk BkasaHo B [Npuknaai 14b, BukopuctoBytoum 1-uuknonponin-3-6eH3nnokcubeHsorn, 3 BUXOA0M
84%.

'H AMP (CDCl3) & 0,62-0,66 (v, 2H), 0,97-1,00 (M, 2H), 2,10-2,14 (m, 1H), 4,99 (c, 2H), 6,54 (n, J=3Iu, 1H),
6,65 (g, J=4T"uy, 1H), 7,32-7,46 (m, 6H).

B. 2-unknonponin4-6eH3nnokambeH3ontopHa kMcroTa

OpepxyBanu sk BkaszaHo B [lpuknagi 117, BukopucToBytoun 1-6pom-2-Luknonponin-4-6eH3nnokcuoeH3on, 3
BuxoaoM 98%, y BMIMSAI POXKEBOrO Macra HeOYMLUEHUN MPOAYKT He ouullyBanu, ane nepeTsoptoBanm B 2-(2-
umknonponin-4-6eH3nnokecvdeHin)-6-(2,5-gumeTnn nipon-1-in)nipnavH.

'H AMP (CDCls) &: 0,68-0,75 (M, 2H), 0,92-0,98 (M, 2H), 2,09-2,13 (M, 1H), 5,08 (c, 2H), 6,69-6,84 (M, 2H), 7,39-
7,45 (m, 5H), 8,08 (g, J=8I'w, 1H).

I". 2-(2-Uvknonponin-4-6eH3nnokcudeHin)-6-(2.5-gumetnnnipon-1-in)nipngnH

OpepxyBanu sik BkasaHo B MNpuknaai 1/, BMkopucToBytoumn 2-Luknonponin-4-6eH3nnokcnbeH30n60pHY KMCMOTy 3
2-6pom-6-(2,5-gumetTunnipon-1-in)nipnguHy, 3 Buxogom 50%.

'H AMP (CDCls) & 0,65-0,67 (M, 2H), 0,82-0,86 (m, 2H), 2,04-2,11 (m, 1H), 2,17 (c, 6H), 5,07 (c, 2H), 5,88 (c,
2H), 6,62 (c, 1H), 6,84 (a, J=4Tu, 1H), 7,14 (g, J=8luy, 1H), 7,32-7,44 (m, 6H), 7,54 (g, J=8Iy, 1H), 7,83 (1, J=8IL,
1H).
MC(%):395(M+1,100).

[. 3-Uumknonponin-4-[6-(2,5-aumetunnipon-1-in)nipnomH-2-njdeHon
Opepxysann sk BkazaHo B [lpuknagi 1E, BukopucTtoBytoun 2-(2-umknonponin-4-6eHaurnokeudeHin)-6-(2,5-
anmeTtunnipon-1-in)nipnanH 3 amoHingopmiatom i 20% Pd(OH),, 3 Buxogom 97%.

'H AMP (CDCls) & 0,60-0,62 (M, 2H), 0,79-0,81 (m, 2H), 1,98-2,00 (M, 1H), 2,11 (c, 6H), 5,83 (c, 2H), 6,42 (c,
1H), 6,65 (g, J=6I"u, 1H), 7,09 (g, J=8Ty, 1H), 7,24 (g, J=8lu, 1H), 7,51 (g, J=8u, 1H), 7,80 (1, J=8Iu, 1H).

E. 4-(6-AmiHonipnavHin)-3-vknonponindeHon

OpepxyBanu sk BkasaHo B lNpuknagi 1€, 3acTtocoBytoun HarpiBaHHa 3-Uuknonponin-4-[6-(2,5-gumetnnnipon-1-
in)nipnamH-2-injdeHon 3 NH2OH-HCI y BogHomy EtOH, 3 Buxogom 67%.

'H AMP (CDCls) & 0,47-0,51 (M, 2H), 0,73-0,77 (m, 2H), 1,90-1,94 (m, 1H), 6,16 (c, 1H), 6,31 (aa, J=8Iu,
J=2,5I"y, 1H), 6,41 (a8, J=8u, 1H), 6,80 (a, J=8Iu, 1H), 7,07 (A, J=8I"y, 1H),7,46(T,J=8I"u, 1H).

3C AMP (CDCls) &: 9,57, 13,18, 106,57, 111,21, 112,89, 115,14, 130,46, 138,19, 157,80.

MC(%):227(M+1, 100).

Mpuknag 16

6-[2-UMKnonprPonin-4-2-pBMMETUNAMIHOETOKCU)PERININIPUOVNH-2-IITAMIH

Opepxysanu sik BkasaHo B NMPUKITALI 14€, 3acTtocoBytoun 4-(6-amiHonipnamHin)-3-uuknonponindgeHon i Xnopua
2-gpumetnnamiHoeTmny B npucyTtHocTi Cs2CO3 B KMNNSHOMY aLeToHi, 3 Buxogom 67%.

'H AMP (CDCl3) &: 0,64-0,67 (M, 2H), 0,81-0,83 (M, 2H), 2,06-2,09 (M, 1H), 2,33 (c, 6H), 2,71 (T, J=6I"L, 2H),
4,05 (71, J=6l'y, 2H), 6,42 (g, J=8u, 1H), 6,47 (c, 1H), 6,74 (g, J=8Iu, 1H), 6,82 (g, J=8Tu, 1H), 7,28 (g, J=8Iu, 1H),
7,44 (1,J=8ly, 1H).

MC(%):298(M+1, 100).

Mpuknag 17

6-[2-UMKnonpPonin-4-21PonianH-1-1IETOKCU)EHINMPUONH-2-INAMIH

Opepxysanu sk BkasaHo B [Npuknag 14€, 3actocoBytoun 4-(6-amiHonipuauHin)-3-uvknonponindgeHon ta 1-(2-
xnopetmn)niponianH B npucytHocTi Cs2CO3 B KUNMSAYOMY aueToHi, 3 Buxoaom 84%.

'H AMP (CDCls) &: 0,63-0,66 (M, 2H), 0,80-0,84 (M, 2H), 1,77-1,81 (M, 4H), 2,07-2,10 (M, 1H), 2,59-2,62 (m, 4H),
4,10 (wc, 2H), 6,44 (g, J=8u, 1H), 6,48 (c, 1H), 6,74 (8, J=8Iu, 1H), 6,82 (g, J=8I"'y, 1H), 7,29 (a, J=8u, 1H), 7,45
(1,J=8ly, 1H).

MC(%):324(M+1,100).

Mpuknag 18

TPET-BYTUNOBUA  ECTEP  3-[3-(6-AMIHOMIPUONH-2-111)-4-LINKNOMNPOMIN®EHOKCU]-NIPONIANH-1-
KAPEOHOB Ol KNCNOTU

OpepxyBanu sik BkasaHo B [Npuknagi 29, sactocoBytoun 4-(6-amiHonipuavHin-3-umknonponindeHon i TpeT-
OytmunoBoro ectepy 3-meTaHcynbgoHUnokeuniponianH-1-kapboHoBoi kucnot B npucytHocTti KOT-Bu B MCO, 3
BMxogom 69%.

'H AMP (CDCls) &: 0,63-0,67 (M, 2H), 0,82-0,86 (M, 2H), 1,44 (c, 9H), 2,02-2,15 (M, 3H), 3,45-3,60 (M, 4H), 4,49
(we, 2H), 4,87 (wc, 1H), 6,426,44 (m, 2H), 6,67 (g, J=8lu, 1H), 6,82 (g, J=8y, 1H), 7,28 (g, J=8u, 1H), 7,45 (T,
J=8l"u, 1H).

MC(%):396(M+1,100).

Mpuknag 19

6-[2-UMKnonrPonii-4-(1-METUNMIPONIANH-3-JTOKCU)PEHININIPUONH-2-INAMIH

Opepxysanu BigHoBNeHHaM nitinantomorigpnaom (LiAIlH4) TpeT-6ytmnosoro ectepy 3-[3-(6-amiHonipnanH-2-in)-



4-ymknonponindgeHokcu]niponianH-1-+«apboHoOBOT KMCIOTH, siK Lie onncaHo B Mpuknagai 28, 3 Buxogom 50%.

'H AMP (CDCls) &: 0,62-0,64 (m, 2H), 0,81-0,85 (M, 2H), 1,95-2,09 (m, 3H), 2,37 (c, 3H), 2,77-3,18 (m, 4H), 4,48
(we, 2H), 4,81 (wc, 1H), 6,406,44 (m, 2H), 6,68 (g, J=8lu, 1H), 6,83 (g, J=8uy, 1H), 7,28 (g, J=8u, 1H), 7,45 (T,
J=8ly, 1H).

Mpuknag 20

4-(6-AMIHOMIPUOWNH-2-11)-3-UUKITOBY TUJTPEHOIN

A. 1 -(3-beHaunokeneHin)umknobyraHon

Y cyxy konby nomiwanu marHin i B atTMocdepi asoty N2 go BkasaHoi konbu gopaeanu po3yvH 1-6pom-3-
6eHannokcnbersony (10,53r, 40mmorns) B 30mMn 6e3BogHoro etunosoro edipy PeakuiiHy cymiw kun'atumm i3
3BOPOTHIM XONOAWUSTEHUKOM NpOTAroM 8 roguH. lMicna Yoro peakuiiHy cymiw oxonomxyeanu go 0°C nicns voro no
kpannam pogasanu uuknobyraHoH (J.AC.S 90, 3404-3415, 1968) (2,96mn, 40mmorb) B 10mMn 6e3BogHoro
eTunosoro edipy.

PeakuiiHy cymill nepemiwyBanu npu kimHaTHin TemnepaTypi 30 xBunuH i notim oxonogxysanu go 0°C i
rigponisyBann BoAHMM po3uMHoM Xxropuay amoHito (NH4Cl) (20mn). OprasiyHni ekctpakT cywmnm (MgSOy) i
KOHUEHTpyBanu nif Bakyymom. HeouuileHnn npoaykt xpomatorpadysanm Ha 300r cunikarento BYKOPUCTOBYOYM B
AKOCTi eMI0EHTY CYMiLL PO3UYMHHUKIB rekcaH-eTunaueTaT 3:1, ogepxytoum 8,51 (84%) BkasaHOI B 3arofioBKy CrOMyKu, y
BUMSAAi XXOBTOrO Macra.

'H AMP (CDCls) & 1,60-1,66 (M, 1H), 2,032,411 (M, 1H), 2,33-2,36 (M, 2H), 2,50-2,54 (M, 2H), 5,07 (c, 2H), 6,88
(@, J=8lu, 1H), 7,09 (@, J=8u, 1H), 7,13 (wc, 1H), 7,28-7,45 (m, 3H).

B. 3-LUnknobytmundeHon

B atmocdepi asoty N2 go 50mn etaHony (EtOH) popmaBanu 1-(3-6eHavnokcudpeHin)umknobyraHony (6r,
23,6mmomb) i 10% nanagito Ha Byrmeui (Pd/C) (1,5r). OpepxaHy cymiw rigporeHyBanm (J.AC.S., 90, 3404-
3415,1968) npu Tncky 40 nci 24 rognHu. PeakuinHy cymill dpinbTpyBanu Kpisb wwap UeniTy i KOHUeHTpyBanu nig
BakyyMOoM. HeouulleHun npoaykT xpomartorpadpyBanu Ha 120r cumikarenio BUKOPUCTOBYIOMM B SIKOCTI ernloeHTy
CyMill PO3YMHHUKIB TrekcaH-eTunaueTat, ogepxytoum 2.9r (83%) BkaszaHOi B 3arofloBKY CMONYKW, Y BUIMSTI
6e36apBHOro macna.

'H AMP (CDCl3) &: 1,81-1,86 (M, 1H), 1,95-2,02 (M, 1H), 2,08-2,14 (M, 2H), 2,29-2,34 (m, 2H), 3,49 (, J=8TL,
1H), 6,63 (A, J=6I"u, 1H), 6,69 (wc, 1H), 6,77 (g, J=6I"'y, 1H), 7,15 (1, J=8I'4,1H).

B. 1 -LUukno6bymmn-3-6eHannokcmbeHson

Opepxysanu sk BkasaHo B MNpuknagi 1B, Bukopuctosytoumn 3-4nknobytmndeHon, 3 suxoaom 98%.

'H AMP (CDCl3) & 1,81-1,86 (M, 1H), 1,98-2,02 (m, 1H), 2,11-2,15 (M, 2H), 2,30-2,34 (m, 2H), 3,52 (x, J=8IL,
2H), 5,05 (c, 2H), 6,78-6,86 (m, 3H), 7,21 (1, J=8I"u, 1H), 7,32-7,45 (m, 5H).

. 1 -Bpom-2-unknobytnn-4-6eH3nnokcmodeH3on

OpepxyBanu sk BkasaHo B [Mpuknagi 146, sukopuctoBytoun 1-umkno®ymmn-3-6eH3annokcnbeHson, 3 BUXOA0M
97%.

'H AMP (CDCl3) & 1,81-1,85 (M, 1H), 2,04-2,11 (m, 3H), 2,41-2,44 (m, 2H), 3,73 (q, J=8Iu, 1H), 5,05 (c, 2H),
6,68 (g, J=8I"y, 1H), 6,98 (wc, 1H), 7,35-7,46 (m, 6H).

3C AMP (CDCls) &: 17,84, 28,60, 40,64, 70,19, 113,09, 114,45, 114,85, 127,45, 127,99, 128,55, 133,02, 136,68,
145,51, 158,17.

[. 2-unkno6ytmn-4-6eH3mnokcnbeHzonbopHa kmucnota

OpepxyBanu sk BkaszaHo B [lMpuknagi 1I, BukopuctoBytoun 1-6pom-2-uuknobytmn-4-6eHsmnokcmbeHson, y
BUIMAAI TBEPAOT pe4OBUHN BEXEBOro KOMLOpY, 3 BUXoaoM 58%.

'H AMP (CDCl3) &: 1,81-1,85 (M, 1H), 1,98-2,03 (M, 1H), 2,10-2,15 (M, 2H), 2,33-2,36 (M, 2H), 3,86 (k, J=8IL,
1H), 6,78 (A, J=8I"u, 1H), 7,00 (wc, 1H), 7,38-7,74 (m, 6H).

. 2-(2-Umknobymun-4-6eH3unokcndeHin)-6-(2,5-aumetmnnipon-14n)nipnauH

Opepxysanu sk BkasaHo B [Mpwuknagi 1M, BukopuctoBytoum 2-Lnknobytmn-4-6eH3nnokcnbeH3onbopHy KMCNOTY i
2-6pom-6-(2,5-pumeTnnnipon-1-in)nipugvH, 3 Buxogom 78%.

'H AMP (CDCls) &: 1,69-1,74 (M, 1H), 1,77-1,82 (M, 1H), 1,96-2,01 (m, 4), 2,16 (c, 6H), 3,91 (k, J=8I"L, 1H), 5,11
(c, 2H), 5,87 (c, 2H), 6,84 (g, J=8T"u, 1H), 7,02 (wc, 1H), 7,13 (g, J=8I'y, 1H), 7,24-7,46 (m, 7H), 7,81 (1, J=8Iu, 1H).

MC(%):409(M+1,100).

E. 3-umknobytun-4-r6-(2,5-gumetnnnipon-1 -in)nipnauH-2-injcdeHon

OpepxyBanu sk BkasaHo B [puknagi 1E, BukopuctoBytoun 2-(2-umknobytun-4-6eHaunokcudeHin)-6-(2,5-
anmeTtumnipon-1-in)nipnanH, 3 Buxoaom 97%.

'H AMP (CDCl3) & 1,71-1,79 (M, 1H), 1,79-1,84 (m, 1H), 1,95-1,99 (m, 4H), 2,16 (c, 6H), 5,88 (c, 2H), 6,75 (a,
J=8ru, 1H), 6,84 (wc, 1H), 7,13 (g, J=8u, 1H), 7,21 (g, J=8I'u, 1H), 7,30 (g, J=8I"u, 1H), 7,82 (1, J=8I"u, 1H).

MC(%):319(M+1, 100).

€. 4-(6-AmiHonipuanH-2-in)-3-uKnobyTundeHon

Opepxysanu HarpiBaHHAM 2-(2-umknobyTtnn-4-6eHannokcnderin)-6-(2,5-gumeTnnnipon-1-in)nipnamH 3
NH20OH-HCI y BogHomy EtOH, sik onucaHo B lMpuknagi 1E, y Burnaai mawke 6inoi TBepAoi peyoBuHU, 3 BUXOAOM
61%.

'H AMP (CDCls) 5: 1,62-1,66 (v, 1H), 1,72-1,78 (M, 1H), 1,92-1,97 (M, 4H), 3,65 (k, J=8I"L, 1H), 6,37 (a, J=8IL,
1H), 6,54 (g, J=8I'y, 1H), 6,58 (g, J=8I"y, 1H), 6,79 (wc, 1H), 7,03 (g, J=8Iy, 1H), 7,39 (1, J=8Iy, 1H).

MC(%):241 (M+1, 100).

Mpwknag 21

6-[2-LINKNOBY TUIT4-(2-ANMETUNAMIHOET OKCW)®EHITMIPUANH-2-IITAMIH

Opepxysanu sk BkasaHo B lNMpwuknag 1E, BukopuctoBytoumn 4-(6-amiHonipuamH-2-in)-3-uuknobytmndeHon i 2-
anmeTunamiHoe TMNxnopua, y Burmsiai 6nigo-xostoro macna, 3 Buxoaom 77%.

'H AMP (CDCls) &: 1,69-1,86 (M, 2H), 2,00-2,06 (M, 4H), 2,33 (wwc, 6H), 2,73 (7, J=6I"L1, 2H), 3,80 (k, J=8Iw, 1H),
4,10 (1, J=6T"u, 2H), 4,43 (wc, 2H), 6,42 (g, =8y, 1H), 6,64 (g, J=8Iu, 1H), 6,75 (8, J=8y, 1H), 6,98 (wc, 1H), 7,21



(g, J=8lu, 1H), 7,43 (7, J=8u, 1H).

C AMP (CDCls) &: 17,91, 29,83, 38,26, 45,83, 58,27, 66,11, 105,95, 111,06, 113,43, 114,36, 130,23, 137 45.

MC(%):312(M+1,100).

Mpuknap 22

6-[2-UMKNOBY TUI4-(2-MNIPONIONH-1-INETOKCU)PEHININIPUONH-2-INAMIH

OpepxyBanu sk BkasaHo B Npuknagi 14E, BukopuctoBytoun 4-(6-amiHonipuanH-2-n)-3-umknobytunderon i 1-(2-
Xnopetmn)niponianH, 3 Buxoaom 69%.

'H AMP (CDCls) & 1,69-1,86 (M, 5H), 1,99-2,06 (M, 4H), 2,61-2,64 (v, 4H), 2,91 (T, J=6Iu, 2H), 3,80 (K, J=8IL,
1H), 4,14 (1, J=6I"y, 2H), 4,43 (wc, 2H), 6,41 (g, J=8y, 1H), 6,63 (g, J=8I'y, 1H), 6,75 (g, J=8u, 1H), 6,97 (wc, 1H),
7,20 g,u,, J=8l'u, 1H), 7,43 (1, J=8I"u,1H).

°C AMP (CDCls) &: 17,91, 23,43, 38,27, 54,63, 55,04, 66,81, 106,26, 115,12, 113,34, 114,36,130,24,137,79.

MC(%):338(M+1, 100).

Mpuknag 23

6-[2-UMKNOBY TUN4-(1-METUNM(PONIANH-3-IJTOKCU)PEHINNIPUONH-2-INAMIH

A, Tpetr-6ytunosun ectep  3-[3-(6-AmiHoNipnAnH-2-in)-4-umknobyrunderHokcn-1-niponignH-1-«kapb6oHosoT
KMCIoTK

OpepxyBanu sik BkasaHo B Mpwuknagi 29, BukopuctoBytoun 4-(6-amiHonipuamH-2-n)-3-uuknobymmndeHon i TpeT-
OytmunoBun ectep 3-meTaHCynbgOHiNokcuniponianH-1-«kapboHoBOi kMcnoTu, 3 BuxogomM 88%.

'H AMP (CDCl3) &: 1,45 (c, 9H), 1,70-1,79 (M, 1H), 1,82-1,87 (M, 1H), 2,00-2,09 (M, 5H), 2,17-2,22 (M, 1H), 3,45-
3,60 (™, 4H), 3,79 (k, J=9y, 1H), 4,52 (wc, 2H), 4,92 (wc, 1H), 6,43 (g, J=8I'y, 1H), 6,66 (g, J=8Iy, 1H), 6,71 (a4,
J=8l"u, 1H), 6,90 (wc, 1H), 7,20-7,24 (m, 1H),7,44(T,n=8I"u, 1H).

B. 6-[4-unknobymmn-4-(1-meTunniponignH-3-inokcun )deHinnipnanH-2-inami

Opepxysanu BigHoBNeHHam nitinanomorigpuaom (LiAIlH4) TpeT-6ytnnosoro ectepy 3-[3-(6-amiHonipnanH-2-in)-
4-unknobyrmndeHokcu]niponignH-1-«kap6oHOBOT KMCMOTH, K Lie onucaHo B MNpuknaai 28, 3 Buxogom 73%.

'H AMP (CDCls) &: 1,67-1,71 (m, 1H), 1,78-1,87 (M, 1H), 1,97-2,04 (m, 4H), 2,29-2,38 (v, 1H), 2,39 (c, 9H), 2,43-
2,49 (m, 1H), 2,79-2,84 (m, 4H), 3,78 (k, J=9u, 1H), 4,43 (wc, 2H), 4,84-4,88 (m, 1H), 6,42 (g, J=8u, 1H), 6,64-6,68
(m, 2H), 6,90 (wc, 1H), 7,19 (g, J=8Iu, 1H),7,42(1, J=8I"u, 1H).

3C AMP (CDCls) & 19,09, 29,93, 32,88, 38,12, 42,15, 55,16, 62,41, 76,81, 106,09, 111,68, 114,44, 130,29,
137,68, 145,41.

MC(%):324(M+1,100).

Mpwknag 24

4-(6-AMIHOMIPNOWH-2-111)-3-UMKITONEHTIN®EHOJ

A. 1-(3-BeHannokcudeHin)mknobyraHon

Y cyxy konby nomiw@anu marHin i 4o BkazaHoi konbu gogasanm po3yunH 1-6pom-3-6eHsnnokcubensony (10,53r,
40mMorb) B 40mMn 6e3BogHoro etusnoBoro edipy. B atMocdepi asoTy ogepkaHy Cymill KMM'ATUMAM i3 3BOPOTHIM
XONOAWIBHMKOM NpOTAroM npoTsaroM 8 roamH. lMicna 4oro peakuiviHy cymiw oxonogxkysanu go 0°C nicns yoro no
Kpannam pgopaBanu uuknoneHTaHoH (J.AC.S., 90, 3404-3415,1968) (3,54mn, 40mmornb) B 10mn 6e3BogHOro
etnnosoro edipy. PeakuiiHy cymilw nepemiwyBanu npu KimHaTHin TemnepaTtypi 30 XBUNUH i NOTiM oxonomKysanu Ao
0°C i rigponisyBanu BogHUM po3dmHoM xrnopugy amoHito (NH4CI) (20mn). OpraHiuyHui ekctpakT cywmnn (MgSOy) i
KOHUeHTpyBanu nig BakyymMmoMm. HeouvieHun npoaykT xpomaTorpadysanm Ha 300r cunikarento BUKOPUCTOBYIOUM B
SIKOCTi €JII0EHTY CYMill PO3YMHHUKIB rekcaH-etunaueTaT (EtOAc) 3:1, oaepxytoum 4r (37%) BKasaHoi B 3arofioBKy
crnonyku, y Burnsgi 6nigo-kosroro macna.

'H AMP (CDCls) 5: 1,79-1,84 (M, 2H), 1,94-2,02 (m, 6H), 5,06 (c, 2H), 6,85 (a, J=8IL, 1H), 7,07 (A, J=8w, 1H),
7,15 (wc, 1H), 7,23-7 44 (m, 6H).

B. 3-UnknobymundeHon

B atmocdepi asoty N2 go 30mn etunaueTaty (EtOAc) popasanm 1-(3-6eH3unokcmudeHin)uuknoneHtarony (2,8r,
10,6mmornb) , 3 kpanni koHueHTpoBaHoT HCI i 10% nanagito Ha Byrneui (Pd/C) 1,0r. OgepxaHy cymil rigporeHysanu
(Tetrahedron Assymetry, 1360, 1993) npu Tucky 40 nci 2 rogMHu. PeakuinHy cymiw dinbTpyBanu Kpisb Lwap LeniTy i
KOHLUEHTpYyBanu nig sBakyymom, ogepxytoumn 1,3r (77%) BkasaHoT B 3aronoBKy CNOMyKW, y BUMAAi macna.

'H AMP (CDCls) &: 1,56-1,79 (M, 6H), 1,992,04 (M, 1H), 2,93 (r, J=8I'u, 1H), 6,62 (1, J=8I"L, 1H), 6,71 (wc, 1H),
6,80 (g, J=8I"y, 1H), 7,13 (g, J=8Iu, 1H).

B, 1-LnknoneHTnn-3-6eH3nnokcuéeH3on

OpepxyBanu HarpiBaHHAM 3-upkrioneHTundeHon 3 6eH3unbpomigom i kapboHaToMm karnito (K2CO3) B aueToHi, gk
onucyetbea B MNpuknaai 1B, ogepxyroun BkasaHy B 3aronoskKy Cronyky, 3 BuxogomM 99%.

'H AMP (CDCls) & 1,54-1,79 (M, 6H), 2,032,06 (M, 2H), 2,96 (k, J=8IL, 1H), 5,04 (c, 2H), 6,78 (a, J=8Iw, 1H),
6,84-6,89 (m, 2H), 7,19 (1, J=8I"u, 1H), 7,30-7,45 (m, 5H).

I. 1-bpomM-2-umknoneHTun-4-6eH3aunokcvbeHson

OpepxyBanu 6pomyBaHHsaM NBS I-unknoneHTun-3-6eHannokcnbeHsony, sk onucaHo B [puknaagi 14B, 3
BUXOA0OM 76%.

'H AMP (CDCl3) & 1,49-1,53 (M, 2H), 1,66-1,80 (m, 4H), 2,032,09 (M( 2H), 3,34 (k, J=8Tu, 1H), 5,01 (c, 2H),
6,65 (g, J=6I"u, 1H), 6,90 (c, 1H), 7,31-7,41 (m, 6H).

[. 2-nuknoneHTnn-4-6eH3unnokcnbeHzonGopHa kucrnota

OpepxyBanu nititoBaHHAM 1-6pomM-2-LuknoneHTUN-4-6eH3nnokenbensony H-Buli 3 nocrigytoum gopgaBaHHsM
B(OEt)s, sk onucaro B Mpuknagi I, 3 Buxogom 80%.

'H AMP (CDCl3) & 1,56-1,80 (M, 6H). 2,02-2,08 (m, 2H), 2,91-2,99 (M, 1H), 5,04 (c, 2H), 6,77 (n, J=8IL, 1H),
6,79-6,87 (m, 2H), 7,16-7,46 (M, 5H).

E. 2-(2-unknoneHTtun-4-6eHavnokcndeHin)-6-(2,5-aumeTmnnipon-1-in)nipuavH

OpepxyBanu  3B'A3yBaHHAM  2-UMKNONEHTUN-4-06eH3nnokcmbeH3onbopHoi  kucrotm 3 2-6pom-6-(2,5-
anmeTtunnipon-1-in)nipnavH, gk onncaxo B Mpuknagi 14, 3 Buxogom 58%.



'H AMP (CDCl3) &: 1,55-1,60 (M, 4H), 1,74-1,78 (m, 2H), 1,91-1,95 (v, 2H), 2,17 (c,
5,10 (c, 2H), 5,89 (c, 2H), 6,86 (A, J=8l'u, 1H), 7,03 (c, 1H), 7,16 (g, J=8I'y, 1H), 7,25-7 4
1H).

MC(%):423(M+1,100).

€. 3-UukrnoneHtmn-4-[6-(2,5-aumeTvnnipon-1-in)nipnamH-2-injdeHon

Opepxysanu BiAHOBMNEHHSAM 2-(2-umknobyTtun-4-6eH3unokcmdeHin)-6-(2,5-gumeTunnipon-1-in)nipnauHy
amoHicpopmiatom B npucytHocTi 20% rigpokenay nanagito Ha Byrmeui (Pd(OH)2 Ha C), sik onuncaHo B lMpuknagi 1E, 3
Buxoaom 48%.

'H AMP (CDCl3) & 1,51-1,55 (v, 4H), 1,74-1,
5,87 (c, 2H), 6,68 (g, J=8I'y, 1H), 6,85 (wc, 1H), 7,
(1, J=8lu, 1H).

MC(%):333, (M+1, 100).

XK. 4-(6-AmiHoNipnanH-2-in)-3-MrknoneHTMndeHon

OpepxyBanu HarpiBaHHAM 3-uuknobytmn-4-[6-(2,5-gumetnnnipon-1-in)nipyuan-2-injdeHony 3 NHOH-HCI y
BogHomy EtOH, sk onucaHo B MNpuknagi 1€, 3 Buxogom 61%.

'H AMP (CDCls) & 1,45-1,53 (M,4H), 1,61-1,70 (m, 2H), 1,86-1,93 (m, 2H), 3,08 (k, J=8I"L, 1H), 4,64 (wc, 2H),
6,35 (g, J=8I'u, 1H), 6,43 (g, J=8l'uy, 1H), 6,63 (g, J=8u, 1H), 6,74 (wc, 1H), 7,02 (g, J=8I'y, 1H), 7,45 (1, J=8I'y, 1H).

MC(%):255(M+1,100).

Mpwknag 25

6-[2-LUNKNONEHTUN4-(2-OUMETUNTAMIHOET OKCU)®EHINNIPUAONH-2-INAMIH

OpepxyBanu ankinyBaHHAM 4-(6-amiHOMipUaNH-24)-3-LUKNONEeHTINdEeHONy XNOpMAOM 2-AUMeTUIIaMiHOe TUIIOM
B npucytHocTi Cs2CO3 B KMNAsHOMY aueToHi, Sk onucaHo B [MNpuknagi 14€, 3 Buxogom 67%.

'H AMP (CDCls) & 1,53-1,74 (M, 6H), 1,91-1,95 (M, 2H), 2,32 (c, 6H), 2,71 (7, J=6", 2H), 3,16 (k, J=8Iw, 1H),
4,06 (1, J=6T"u, 2H), 4,43 (wc, 2H), 6,42 (g, J=8'y, 1H), 6,66 (g, J=7T"u, 1H), 6,74 (g, J=8y, 1H), 6,92 (wc, 1H), 7,20
(@, J=8ru, 1H), 7,43 (1, J=8Iu, 1H).

C AMP (CDCls) & 25,98, 35,42, 41,66, 45,92, 58,33, 65,82, 106,10, 110,86, 113,13, 114,61, 130,36, 137,61,
146,31, 157,92, 158,82.

MC(%):326(M+1, 100).

Mpuknag 26

6-[2-UMKNOMNEHTUN-4-(2-MIPONIIANH-1-INETOKCW)PEHINMIPUOVNH-2-INAMIH

Opepxysanu sk onucaHo B MNpuknaai 14€ BukopuctoBytoumn 4-(6-amiHonipuanH-2-n)-3-umkroneHtmndeHon i 1-
(2-xnopeTun)niponiguH, 3 sBuxogom 43%.

'H AMP (CDCls) 5: 1,53-1,95 (M, 12 H), 2,63 (wc, 4H), 2,90 (1, J=6Tu, 2H), 3,18 (k, J=8I'u, 1H), 4,12 (T, J=6I,
2H), 4,45 (wc, 2H), 6,41 (g, J=8Iu, 1H), 6,65 (g, J=7Tu, 1H), 6,74 (g, J=7Tu, 1H), 6,91 (wc, 1H), 7,19 (g, J=8u, 1H),
7,42 (1,J=8lu, 1H).

®C AMP (CDCls) 8: 23,47, 25,97, 35,43, 41,67, 54,70, 55,09, 66,84, 106,10, 111,05, 112,99, 114,62, 130,39,
137,61, 146,28, 157,87, 158,77.

MC(%):352(M+1, 100).

Mpwknap 27

TPET-BYTMNOBUIN ECTEP 3-[4-(6-AMIHOMIPUANH-2-11)-3-METOKCUNPEHOKCU]-NIPONIANH-1-
KAPEOHOB Of KCJTOTU

B atmocdepi asoty N2 go 20mn 6GesogHoro TId popasanm 173mr (0,92vmorb) (R)-N-BOC-3-
rigpokeuniponigmny, 200mr (0,92vmornb)  4-(6-amiHonipuanH-2-in)-3-meTokcudpeHony i 267vmr  (1,02mmons)
TpudpeHindgocdiHy. PeakuinHy cymiw oxonomxysanu po 0°C i npu nepemiwysBaHHi gopasann  160ul
anetn'nasomvkapbokcunaty (1,02mmonb) . PeakuiiHy cymill oxonofxyBanmu [0 KiMHaTHOI Temnepatypu i
nepemiwyBanu npoTarom 18 roguH nicns 4Yoro peakuiHy CyMill KOHLUEHTpyBanu nif BakyyMOM i PO34MHANM B
emunauetati (150mn). OpraHiuHnin po3unH npomusanu 1M posuuHom rigpokemay HaTtpito (NaOH) (2x100mn) i
Hacu4yeHUM po3ynHom xrnopugy Hatpito (1x100mn) i cylwmnu Hag cynbdaToM HaTpito, pinbTpyBanu i KOHLEHTpyBanu
nia BakyyMOM, OOEPKYIOUM HEOUULLEHUIA NMPOAYKT, WO XxpomaTorpadyBanu Ha 40r cunikarento 60 (EM Science)
BUKOPUCTOBYIOYM B AKOCTI E€MI0EHTY CyMill PO3YMHHMKIB eTurnaueTaT.TekcaH, ogepxyioun 397Mr HeouMLweHoro
NpoAYKTY (BKa3aHOI B 3arofloBKY CMOMNYKN), iKY BUKOPUCTOBYBanu B HACTYMNHIN cTagii.

Mpuknag 28

6-[4-(1-METUNNIPONIONH-3-INOKCW)-2-METOKCUDEHINNIPUAONH-2-11TAMIH

B atmocdepi azoty N2 oo 20mn 6e3eoaHoro TI® popgasanu 357mr (0,92mMMorb ) HEOUMLLEHOTO TPET-OYTNNOBOro
ectepy 3-{4-(6-amiHonipnamH-2-in)-3-MeTokcMdeHokcm]-niponianH-1-kapboHoBoi kucrnotn i 2,31mn (2,3 1Mmons) 1,0M
po34ynHy niTinanomorigpuay. PeakuinHy cymill oxonoaxysanu KUn'atumm i3 3BOPOTHIM XONOAUIbHUKOM Ha NpoTasi 2
FOAMH i NOTIM peakLiViHy CyMilLl OXONOKYyBanu Ao KiMHaTHOT TemnepaTtypu. PeakuinHy cymil o6epexHo racurm 88un
Boaun, 88un 1N posunHom NaOH Tta 264un soau. AnoMiHiEBY Cinb hinbTpyBanu i NpoMuBanM etunauertaToM i
dineTpaT NpoMmBarm nig BakyymoM, ofdepxyoum 290Mr HEOWLLEHOrO MPOAYKTY, WO XpomaTtorpadysanu Ha 251
cunikarento 60 (EM Science) BMKOPUCTOBYHOUM B AKOCTI eneHTy cymiw PO3UYNHHUKIB
ONXopMeTaHMeTaHOMNAPOKeMA amoHit0-95:5:0,05, opepxytoun 85mr (31%) BkasaHOi B 3arofioBKY CMONYKW, Y
Burnaai 6esbapsHoro Macna, ske nepeTtsoptoBanv y 79Mr X1OpBOAHEBOMO MOXiAHOIO LUASXOM PO3YUMHEHHS B
anxnopmeTtaHi i gogaBaHHi 1Mn HacuyeHoro HCI edhipHOro po3umHy, KOHUEHTPYBaHHS | pO3TUPaHHS 3 eTunaueTaToM.

'H AMP (CDCl3) & 1,98-2,03 (M-1H), 2,28-2,44 (M2H), 2,38 (c-3H), 2,74-2,86 (M-3H), 3,78 (c-3H), 4,42 (wc-2H),
4,84-4,87 (v-1H), 6,37 (na-1H; J=0,83I"y; J=8,09I'y), 6,45-6,51 (m-2H), 7,12 (aa-1H; J=0,83Iy; J=7,68y), 7,40-7,44
(m-1H), 7,63 (a-1H; J=8,51T"u).

Mpuknag 29

TPET-BYTUNOBUW ECTEP 4-[4-(6-AMIHOMNIPNONH-2-11)-3-METOKCNPEHOKCU]-NMIMEPUONH-1-
KAPEOHOB Of KNCITOTU

6H), 3,30 (k, J=8Iy, 1H),
7 (m, 7TH), 7,84 (1, J=8Iw,

(M, 2H), 1,88-1,91 (v, 2H), 2,14 (c, 6H), 3,27 (k, J=8Tw, 1H),

79
15 (g, J=8Mu, 1H), 7,23 (a, J=8T'wu, 1H), 7,33 (g, J=8Tw, 1H), 7,83



B atmMocdpepi asoty N2 go 15mn 6e3sogHoro AMCO popasanu 57wmr (0,51mmornb) t-6ytokcnay kanito i noTiM
100mr (0,46Mmorb) 4-(6-amiHonipnanH-2-in)-3-vetokcndpeHony. o opepxaHoi cymiwi pgogasann N-BOC-4-
rigpokenninepngvHmesunaty (142mr, 0,51Mmons) | ogepxaHy cymiw Harpisanu npu 105°C Ha npoTasi 4,5 roavH. o
cymiwi gopasanu we 142vr (0,51MMonb) mesunaTy i peakuinHy cymiwl AogaTKoBO HarpiBanm we 75 XBUMWH.
PeakuinHy cymil oxonomxysanu oo KiMmHaTHoi TemnepaTypu i gogasanu 100mn Boau. BoaHun po3ynH ekctparysanu
emnnauetatom (2x150mn). OpraHiyHun po3dmH npomueanu Bogoto (2x100mn), 1M po3ymMHOM rigpokcmMay HaTpito
(NaOH) (2x100mMn) i HacmyeHMM po3vuHOM xnopuay Hatpito (1x100Mn), cywmnu Hag cynbdgatom HaTpito,
inbTpyBanu i KOHLEHTPYBanu nig BakyyMOM, OAEPXYI0UM HEeOuUMLLEHUA NPOAYKT, WO XpomaTorpadysanun Ha 30r
cunikarento 60 (EM Science) BUKOPUCTOBYIOUM B SIKOCTI E€FIHOEHTY CYMill PO3YMHHUKIB eTunauetaTt.rekcaH-2:1,
ofepxytoun 210Mr HeOUMLLEHOro MPOAYKTY (BKa3aHOI B 3arofioBKy CMOMYKM), iKY BUKOPUCTOBYBaNM B HAaCTYMHIN
cTagii.

Mpuknag 30

6-[2-METOKCW-4-(1-METUININEPUNONH-4-INOKCN)PEHINNIPUAVH-2-INAMIH

BigHoBneHHsaM niTivaniomorigpuaom TpeT-0ytunoBoro ectepy 3-[4-(6-amiHonipnaunH-2-in)-3-meTokcndgeHokcnl-
ninepuaH-1«apboHOBOT KUCNOTU SK Lie onucaHo Bulle Ans TpeT-6ytunosoro ectepy 3-[4-(6-amiHonipnanH-2-in)-3-
MeTokcudeHoKkeu]-niponigmH-1-kapboHOBOi  KMCNOTM  ofepxyBanu  nicna  xpomartorpadiii  Ha  cunikareni
(BUKOPUCTOBYIOUM B AKOCTI €MHEHTY CyMilll PO3YMHHUKIB AMXIOPMETaH:MeTaHOoN:ragpokena amoHito-95:5:0,05) 65mr
(45%-nicnsa aBox cTafin) BkazaHOi B 3arofnoBKy CrONyku.

'H AMP (CDCls) &: 1,81-2,03 (M4H), 2,29 (c-3H), 2,26-2,30 (M-2H), 2,68 (M-2H), 3,79 (c-3H), 4,33-4,43 (M-3H),
6,37 (oo-1H; J=0,62l"y; J=8,10u), 6,51-6,57 (m-2H), 7,11 (aa-1H; J=0,62ly; J=7,68Mu), 7,41 (T-1H; J=7,68L), 7,61
(a-1H; J=8,52I"wy).

Mpuknag 31

6-[4-AlTINOKCU-2-METOKCUDEHINNIPUONH-2-INAMIH

B atmocdhepi azoty go 75mn aueTtoHy gogasanu 3,00r (13,87mMmonb ) 4-(6-amiHoNipuAanH-2-in)-3-MeToKkcudeHony
i 9,04r (27,75mmonb) kapboHaTty uesito i Hagani pgogasanun 3,39r (41,62vmonk) aninxnopuay. OgepxaHy cymil
HarpiBann go 45°C i nepemiwyBanu npoTtarom 16 rogvH i NOTIM KOHLUEHTpYBanu nig BakyymoMm. TBepAui 3anuLlok
po3firnanu mbk emmnauetatom (200mn) i Bogot (200mn). OpraHiyHui Wap NpoOMMBarM HacUYEHVM PO3YVMHOM
xnopugy Hatpito (1x200mn), cywmnu Hag cynbdaToM HaTpilo, inbTpyBanM i KOHLEHTpYBanu nig BaKyymOM
OAEPXKYIOUM NPOAYKT, Y BUMMSAAI XKOBTOI TBEPAOI PEYOBUHM SKY pO3TUPanu 3 rekcaHoM i qinbTpyBanu, ogepxyroum
3,241 (91%) HeounLeHOro NPoAyKTy (BKa3aHOi B 3arofloBKy CMoMyku), y BUrmMsaAi 6nigo-xoBToi TBEpAOT PeYOBUHMN.

'H AMP (CDCls) &: 3,80 (c-3H), 4,45 (wc-2H), 4,55 (a-2H; J=5,19Tu), 5,28 (o-1H; J=10,58M1), 541 (a-1H;
J=17,22l"y), 6,05 (m-1H), 6,38 (o-1H; J=8,09Ty), 6,55 (m-2H), 7,11 (a-1H; J=7,68u), 7,42 (1-1H; J=7,67Tu), 7,64 (o-
1H; J=8,30I"u).

Mpuknaagn 32-33

4-(6-AMIHOMIPNOWH-2-11)-3-METOKCU-6-AITIN®EHONT  TA  4-(6-AMIHOMNIPUOWNH-2-11)-3-METOKCWU-2-
ATINOEHON

B atmocdepi a3oTy 4O KpYrNOAOHHOT kKonbu, WO cnopsa)XeHa Millarnkow 3aBaHTaxyBanum 4-(6-amiHonipyanH-2-
in)-3-meTokcudpeHon i aninosiin etep. PeakuiiHy konby poamiwanu B macnsHin 6aHi i HarpiBanu go 230°C i
nepemMiwysanu npu Ui Temnepatypi npotarom 20 xBunuH. PeakuiHy cymill oxonogXyeanu i aHanisyBanm
BukopuctoBytoun TLUX (2:1 eTunaueTaT:rekcaH) sika nokasyBanu HaABHICTb [EeAKOI KiMbKOCTi BUXiAHOIO eTtepy.
PeakuiiHy konby 3HOB nomiwanu y macnsHy 6aHto i Harpisanu o 230°C i nepemiwyBany npu Ui Temnepatypi
npotsarom 20 xBunmH. [Jo ofepxaHoro KOpU4HeBOro Macrna AofaBanuv po3ynH MeTaHon/eTunaueTart i gogasanu 15r
cunikarento 60 (EM Science). OgepxaHy Cymill KOHUEHTpYBanu nig BakyyMoM i oAepKaHWi KOPUYHEBWIA MOPOLLIOK
nomillyBann B rOMoBi KOMOHKW, WO mictuna 150r cunikarento i xpomaTorpadysanM BUKOPUCTOBYIOYM CyMiLLl
PO34MHHUKIB 3:2 eTunaueTaTrekcaH, ogepxywoun 1,4r HeoumleHoro 6-anindgeHony, Wo MiCTUB AesAKY KinbKicTb 2-
anindeHony. HeouuweHuin 6-anindgeHon xpomatorpadyBanu BUKOPUCTOBYOMM  CYMill  PO3YMHHUKIB  1:1
eTnnauetaTtrekcaH, oaepxyroum 1,05r (33%) 6-anindeHony y Burnai 6nigo-xoBToi TBEpA0T PEYOBUHN.

'H AMP (CDCls) & 3,32 (g-2H; J=6,22I'1), 3,38 (c-3H), 4,68 (wc-2H), 5,03 (M-1H), 5,10 (M-1H), 5,95 (M-1H),
6,17 (c-1H), 6,37 (m-1H), 6,95 (m-1H), 7,28 (c-1H), 7,44 (m-1H).

'H AMP (CDCl3) & 3,44 (c-3H), 3,46 (0-2H; J=5,82I"L), 4,59 (wc-2H), 5,03 (M-2H), 6,02 (M-1H), 6,38 (M-2H),
7,07 (p-1H, J=7,68I'u), 7,24 (m-1H), 7,42 (m-1H).

Mpvknagn 34

4-(6-AMIHOMIPNOWH-2-1]1)-3-METOKCW-6-MPOMIN®EHOI

B atmocdepi asoty B konbi Mappa B 25mn abcontotHoro etaHony posunuHanu 1,20r (4,682mmorns) 4-(6-
amiHonipuanH-2-in)-3-MeTokcu-6-anindeHony. EtTaHonbHMIA po3umH rigporeHyBanm (50 nci) 45 xBunuH npm KiMHaTHIN
TemnepaTypi. PeakuinHy cymiw nicna uporo dinbTpyBanu Kpisb Wwap Uenity i npoMuBany OoAaBaHHAM MeTaHony.
O6'egHaHi hinbTpaTh KOHUEHTPYBaNM nig BakyymoM, ogepxytoun 1,20r (99%) 6axkaHoro npoaykTy.

'H AMP (CD3OD) & 0,94 (T-3H; J=7,47Tw), 1,58 (M, 2H), 2,52 (M-2H), 3,73 (c-3H), 6,42 (O0-1H; J=0,83L;
J=8,30l"u), 6,47 (c-1H), 6,88 (aa-1H; J=0,83y; J=7,47T"u), 7,19 (c-1H), 7,40 (ag-1H; J=7,47T"y; J=8,09u).

MPUKNAQN 35

6-[4-(2-ONMETUNAM(HOET OKCW)-2-METOKCW-5-MPOMNINPEHINNIPUONH-2-11TAMIH

B aTtmocdepi asoty oo 20mn aueTtoHy pgopasanu 150mr (0,58mmornb) 4-(6-amiHonipuanH-2-in)-3-vieTokcn-6-
nponindeHony i 819vr (2,32mmonk) kapboHaTy uesito i Hagani gogasanun 125wmr (0,87mMmons) rigpoxnopuay N-(2-
xnopetun)ammeTunaminy. OgepaHy cymill KUn'aTunu i3 3BOPOTHIM XONOAUIbHUKOM NPpY NepeMmillyBaHHI NpoTArom
16 roavH i NOTIM KOHUEHTpYBanu nig BakyymoM. TBepaui 3anuvok po3ainsanu mik etunauetatom (150mn) i Bogoto.
OpraHiyHWA eKCTpakT MpoMMBanyM HacuyYeHnum po3ymHoM xnopuay Hatpito (1x100mn), cywmnu Hap cynbdaTom
HaTpito, MiNbTPyBanNM i KOHUEHTPYBaNW Nif BaKyyMOM OOEPXKYIOUM NPOAYKT, Y BUMMAAI XOBTOT TBEPAOT PEYOBUHM, SKY
xpomMaTorpadyBanu Ha 25r cunikarento 60 (EM Science) BUKOPUCTOBYIOUM B SIKOCTi €MIOEHTY CyMiLll pO34MHHMKIB 9:1
anxnopmeTaHMeTaHorn, ogepxytoun npu ubomy 131mr (69%) amiHonipuavHy, y Bumsagi 6nigo-xosToi TBEpAOi
peyvoBuHU. 145Mr BiANOBIAHOT MAPOXITOPMAHOT COMi BKa3aHOi CNONYKW oOepKyBanu pO3YMHEHHAM BKa3aHOi CNONyKu B



OMXnopMmeTaHi | gofaBaHHI OO ofepXaHoro po3uvHy HacuyeHoro HCI pgietunosoro ediipy. MyTHWMIA po3umH
KOHUEHTpYyBanu nig BakyyMOM, AOAaBanu i3onponifioBoro CMpTy i PpO34MH 3HOBY KOHLIEHTPYBanu nig BakyymMoM i
oJepKaHUI 3anuLLoK po3TMpanu 3 eTunauetTaToMm.

'H AMP (CDCl3) &: 0,93 (1-3H; J=7,47Tu), 1,60 (m-2H), 2,40 (c-6H), 2,55 (m-2H), 2,74 (T-2H; J=6,02I'L), 3,82 (c-
3H), 4,14 (1-2H; J=6,02I'ny), 4,48 (wc-2H), 6,39 (o-1H; J=8,09Iy), 6,50 (c-1H), 7,14 (o-1H, J=7,67Tu), 7,43 (1-1H,
J=7,68y), 7,51 (c-1H).

Cnonyku BkasaHi B lNMpuknagax 36-42 ogepxysBany BUKOPUCTOBYOUM MeToaunkn onncati B MNpuknagax 27-30.

Mpuknag 36

6-[2-130MPOMIN-4-(NiPONIANH-3-INMOKCU)PEHIINIPUONH-2-INAMIH

'H AMP (CDCl3) & 1,13 (n-6H; J=6,861), 1,92-2,11 (M-2H), 2,43 (wc-2H), 2,84-3,22 (M-5H), 4,53 (wc-2H), 4,81-
4,84 (m-1H), 6,38 (oo-1H; J=0,62I"y, J=8,10I"u), 6,60-6,69 (m-2H), 6,83 (a-1H; J=2,49T"u), 7,17 (o-1H, J= 8,52I"L),
7,41 (T-1H; J=7,47Tw).

Mpwvknag 37

6-[2-130MPONIN-4-(NINEPUANH-3-INOKCUM)YPEHININIPNONH-2-INAMIH

'H aMP (CDCls) &: 1,14 (p-6H; J=6,85I"1), 1,22-1,27 (m-1H), 1,40-1,55 (m-1H), 1,71-1,84 (m-2H), 1,972,02 (m-
1H), 2,20 (wc-1H), 2,72-2,78 (m-3H), 3,15-3,22 (m-2H), 4,14-4,32 (m-2H), 4,47 (wc-2H), 6,42 (pp-1H; J=0,83I"y;
J=8,33l'u), 6,65 (aa-1H; J=0,83Iy; J=7,481y), 6,75 (aa-1H; J=2,71I"y; J=8,51Ty), 6,89 (a-1H; J=2,50I"y), 7,18 (A-1H;
J=8,31I"u), 7,44 (po-1H; J=7,48I"y; J= 8,10lu).

Mpuknap 38

6-[2-130MPOMIN-4-(1-METUNAIE TUOWNH-3-INOKCN)PEHINNIPUONH-2-INAMIH

'H AMP (CDClg) & 1,12 (p-6H; J=6,85I"y), 2,40 (c-3H), 3,10 (M-2H), 3,16-3,22 (m-1H), 3,83 (M-2H), 4,47 (wc-
2H), 4,734,79 (v-1H), 6,40 (a-1H; J=8,09I"u), 6,55 (aa-1H; J=2,50Iy; J=8,30Mu), 6,63 (a-1H; J=7,47T"u), 6,79 (a-1H;
J=2,70l"u), 7,17 (o-1H; J=8,30l"y), 7,42 (1-1H; J=7,68I"L).

Mpuknag 39

6-[2-130MPOMNIN-4-(1-METUNNINEPNONH-4-ITTOKCWN)SEHINMIPUONH-2-INAMIH

'H AMP (CDCls) & 1,15 (o-6H; J=6,85I"y), 1,82-1,90 (M-1H), 2,00-2,05 (M-1H), 2,31 (c-3H), 2,29-2,33 (M-2H),
2,70 (m-2H), 3,16-3,23 (m-1H), 4,344,45 (m-3H), 6,42 (an-1H; J=0,62Iy; J=8,10Mu), 6,65 (ap-1H; J=0,62Iu;
J=7,47Tu), 6,74 (no-1H; J=2,70y; J=8,51T"y), 6,88 (g-1H; J=2,70I"y), 7,18 (a-1H, J=8,52I"'u), 7,44 (an-1H; J=7,27T4;
J=8,10T"u).

Mpwknag 40

6-[2-130MPOMNIN-4-(1-METUNNIPONIANH-3-INOKCM)DPEHINMNIPUONH-2-I1TAMIH

'H AMP (CDCls) & 1,12 (n-6H; J=6,85Iy), 1,98-2,02 (M-1H), 2,28-2,47 (m-2H), 2,38 (c-3H), 2,80-2,84 (m-3H),
3,15-3,20 (v-1H), 4,49 (wc-2H), 4,83-4,85 (m-1H), 6,38-6,41 (m-1H), 6,62-6,66 (m-2H), 6,85 (o-1H; J=2,50T"u), 7,17
(o-1H; J=8,31I"u), 7,39-7,43 (m-1H).

Mpuknag 41

6-[2-130MPOMIN-4-(1-METUNNIPONIANH-3-INOKCU)PEHINMNIPUONH-2-IJTAMIH

'H AMP (CDCls) & 1,11 (m-6H; J=6,85I"y), 1,94-2,02 (m-1H), 2,24-2,46 (m-2H), 2,37 (C-3H), 2,77-2,83 (m-3H),
3,14-3,21 (m-1H), 4,45 (wc-2H), 4,80-4,85 (m-1H), 6,386,40 (m-1H), 6,62-6,65 (M-2H), 6,84 (o-1H; J=2,70'y), 7,14-
7,17 (m-1H), 7,41 (np-1H; J=7,47Ty; J=8,02In).

Mpuknag 42

6-[2-130MPOMMIN-4-(2-METUI-2-A3 ABILIMKITIO[2.2 1ITEMT-5-UNOKCU)PEHININIPNONH-2-IJTAMIH

'H AAMP (CDCls) & 1,14 (n-6H), 1,48-1,96 (M-4H), 2,40 (c-3H), 2,44-2,88 (m-2H), 3,03-3,06 (M-1H), 3,16-3,23 (M-
2H), 4,43 (wc-2H), 4,64 (m-1H), 6,43 (aa-1H; J=0,83Iy; J=8,30I"u), 6,64-6,70 (m-2H), 6,86 (o-1H; J=2,49yu), 7,17-
7,20 (M-1H), 7,41-7 45 (op-1H; J=7 47T u; J=8,09IL).

Cnonyku BkasaHi B Mpuknagax 43-75 ogepxyBanu BUKOPUCTOBYIOUM METOAUKM onucaHi B MNpuknagi 2.

Mpwknag 43

6-[4-(2-ONMETUNAMIHOE TOKCW)-2-MET OKCUDEHINNIPUONH-2-INAM1H

'H AMP (CDCls) &: 2,34 (c-6H), 2,74 (1-2H), 3,79 (c-3H), 4,10 (1-2H), 4,49 (wc-2H), 6,38 (oan-1H; J=8,09Iy,
0,62l'u), 6,546,58 (m-2H), 7,12 (ga-1H; J=7,47T'u, 0,83Iu), 7,42 (1-1H; J=7,68w), 7,65 (M-1H).

Mpwknag 44

6-{4-[2-(BEH3UIIMETUJTAMIHO)ET OKCU]-2-MET OKCUDEHIN}NIPUONH-2-INTAMIH

'H AMP (CDCl3) & 2,34 (c-3H), 2,84 (1-2H; J=6,01T"w), 3,62 (c-2H), 3,79 (c-3H), 4,10 (1-2H; J=6,01T"W), 4,51 (wc-
1H), 6,36 (o-2H; J=8,09I"u), 6,52-6,57 (m-2H), 7,12 (g-2H, J=7,47T"u), 7,22-7,36 (M-5H), 7,42 (1-1H, J=7,89"u), 7,65
(o-1H, J=8,30).

Mpwknag 45

6-[2-METOKCW-4-(2-NIPONIANH-1-INETOKCU)PEHININIPNONH-2-1JTAMIH

'H AMP (CDCls) & 1,78-1,82 (M-4H), 2,60-2,65 (M-4H), 2,90 (1-2H; J=5,82I"y), 3,79 (c-3H), 4,13 (T-2H;
J=6,02l"u), 4,44 (wc-2H), 6,37 (o-1H; J=8,10), 6,55 (c-1H), 6,55-6,57 (m-1H), 7,11 (o-1H, J=7,48I'y), 7,39-7,43 (M-
1H), 7,64 (n-1H; J=7,89IL).

Mpuvknag 46

2-(6-AMIHOMNIPUANH-2-111)-5-(2-ANMETUNAMIHOET OKCU)PEHON

'H AMP (CDCl3) & 2,34 (c6H), 2,77 (1-2H), 4,09 (1-2H), 6,38-6,47 (m-2H), 7,06 (oa-1H; J=2,49yu; J=7,68IL),
7,46-7,51 (v-1H), 7,67-7,71 (Mm-1H).

Mpwvknag 47

2-[4-(6-AMIHOMIPUONH-2-111)-3-METOKCUNPEHOKCU]ALIET AMIL,

'H AMP (CDCl3) &: 3,80 (c-3H), 4,53 (c-2H), 4,87 (wc-4H), 6,45 (o-1H; J=8,09I"y), 6,61 (OO-1H; J=2,08Iy;
J=8,51T"u), 6,72 (o-1H; J=1,87T"u), 6,87 (a-1H; J=7,47T4), 7,40-7 43 (M-2H).

Mpuknag 48

6-[4-(2-AMIHOETOKCW)-2-ME TOKCUPEHINNIPNOVNH-2-ITTAMIH



H amP (CDCls) & 3,08 (T-2H; J=5,19I'y), 3,78 (c-3H), 4,87 (wc-4H), 6,45 (np-1H; J=0,62Iy; J=8,30Mu), 6,60
(oo-1H; J=2,28I'y; J=8,30l'y), 6,65 (o-1H; J=2,28u), 6,87 (ap-1H; J=0,83; J=7,47Tu), 7,40-7,44 (m-2H).

Mpwknag 49

6-{4-[2-(3,4-OUr1OPO-1H-IBOXIHONIH-2-IIT)ETOKCU]-2-METOKCUDEHIN}NIPUOVNH-2-I1TAMIH

H AmMP (CDCls) &: 2,86-2,93 (m-4H), 2,98 (1-2H; J=6,01), 3,77 (c-2H), 3,80 (c-3H), 4,22 (1-2H; J=6,01T"y), 6,36
(o-1H; J=8,09I"u), 6,57-6,61 (m2H), 7,01-7,14 (m-5H), 7,42 (1-1H; J=7,89I"1), 7,68 (a-1H; J=8,50).

Mpuknag 50

2-[4-(6-AMIHOMIPUANH-2-11)-3-METOKCUDPEHOKCUIETAHON

H amP (CDCls) & 2,02 (wce-1H), 3,81 (c-3H), 3,81-3,84 (m-2H), 4,05-4,07 (M-2H), 4,55 (wc-1H), 6,40 (oo-1H;
J=0,62y; J=8,09I"u), 6,53-6,58 (M-2H), 7,11-7,12 (m-1H), 7,44 (7-1H; J=7,89I"w), 7,64 (aa-1H; J=2,49I"y; J=6,64TL).

Mpuknag 51

6-{2-METOKCW-4-[2-(2,2,6,6-TETPAME TUNNINEPUONH-1-IT) ETOKCUYOEHIN)TIPNONH-2-1JTAMIH

H amP (CDCls) &: 0,86-1,65 (m-18H), 2,73 (1-2H; J=8,30), 3,33 (1-2H; J=8,71'y), 3,82 (c-3H), 6,39 (o-1H;
J=8,30l"u), 6,52-6,58 (M-2H), 7,13( O-1H; J=7,47Tv), 7,43 (1-1H; J=7,47Tu), 7,65 (o-1H; J=8,51).

Mpwknag 52

6-{4-[2-(2,5-OUMETUNNIPONIONH-1-IIT) ETOKCU]-2-METOKCUDEHIN}NIPUONH-2-IJTAMIH

H AmMP (CDCls) & 1,12 (p-6H; J=6,23I'y), 1,44-1,51 (m-2H), 2,07-2,15 (m-2H), 2,94-3,11 (M-2H), 3,27 (wc-2H),
3,80 (c-3H), 4,15-4,23 (m-2H), 4,52 (wc-2H), 6,38 (o-1H; J=8,10lu), 6,536,58 (m-2H), 7,11 (mo-1H; J=7,47Tyu), 7,43
(t-1H; J=7,26Tv), 7,64 (o-1H; J=8,51Tw).

Mpuknag 53

6-(4-[2-(2,5-OUMETUNNIPONIANH-1-IIT)ETOKCU]1-2-METOKCUDEHINMNIPUONH-2-11TAMIH

H amP (CDCls) & 1,19 (pm-6H; J=6,22I'y), 1,41-1,44 (m-2H), 1,82-1,89 (M-2H), 2,76-2,78 (wc-2H), 3,02 (1-2H;
J=6,64l"u), 3,80 (c-3H), 4,09 (T-2H; J=6,64I"n), 4,53 (wc-2H), 6,38 (a-1H; J=8,09y), 6,50-6,57 (m-2H), 7,11 (a-1H;
J=7,47Tu), 7,43 (1-1H; J=7,26I'y), 7,64 (o-1H;J=8,51T"L).

Mpuknag 54

2-[4-(6-AMIHOMNIPUAOWH-2-11N)-3-METOKCNPEHOKCH]-1-(2,2,6,6-TETPAMETUNNINEPUAONH-1-ITETAHOH

JIP/MC: M+H=398 (TeopeTnuHuin=398)

Mpuknag 55

6-[2-METOKCW-4-(1-METUNNIPONI ANH-2-INMETOKCW)®EHITINIPUONH-2-INAMIH

H AmP (CDCls) & 1,23-2,35 (M-4H), 2,35 (c-3H), 2,65(wm-1H), 2,90-2,99 (m-1H), 3,80 (c-3H), 4,46-4,50 (M-2H),
4,76 (wc-2H), 6,40 (oo-1H; J=0,62Iy; J=8,10u), 6,58-6,61 (M-2H), 7,08 (oo-1H; J=0,81y; J=7,68Iy), 7,41-7,46 (M-
1H), 7,61 (aa-1H; J=1,24; J=8,10lw).

Mpuknag 56

6-[4-(2-ANMETUNAMIHOE TOKCW)-2-MPOMOKCUNDEHININIPUONH-2-INAMIH

'H amP (CDCls) 8: 0,97 (7-3H; J=7,47), 1,71-1,80 (m-2H), 2,33 (c-6H), 2,72 (7-2H; J=5,60Iy), 3,90 (1-2H;
J=6,43lu), 4,07 (1-2H; J=5,60ry), 4,45 (wc-2H), 6,36 (oo-1H; J=0,41Ty; J=7,89I'y), 6,54-6,57 (M2H), 7,19 (a-1H;
J=7,68I"u), 7,39 (1-1H; J=7,47T'y), 7,70 (o-1H; J=8,10L).

Mpwknag 57

6-(4-[2-BEH3VNNTIMETUNAMIHO)ET OKCU]-2-NMPOMOKCUDEHININIPUONH-2-INAMIH

H AMP (CDCls) & 0,99 (1-3H; J=7,47), 1,74-1,82 (m-2H), 2,34 (c-3H), 2,84 (1-2H; J=6,02I'y), 3,62 (c-3H), 3,91
(T-2H; J=6,52I'y), 4,11 (1-2H; J=5,81T"u), 4,47 (wc-2H), 6,37 (a-1H; J=7,89'y), 6,51-6,56 (M2H), 7,21-7,44 (M-2H),
7,70 (g-1H; J=8,10I"u).

Mpuknap 58

6-[4-(2-ETOKCNETOKCW)-2-METOKCUDEHINNIPUONH-2-INAMIH

HamP (CDCls) & 1,23 (1-3H; J=7,06I"n), 3,55-3,61 (m2H), 3,79 (c-3H), 3,76-3,79 (m-2H), 4,12415 (M-2H), 4,49
(wec-1H), 6,37 (a-1H; J=8,09Iu), 6,54-6,56 (m-2H), 7,11 (g-1H; J=7,47T"v), 7,41 (no-1H; J=8,10l"y; J=1,46Iu), 7,63
(ao-1H; J=0,63Iy; J=7,87T"u).

Mpuknag 59

6-[4-(2-ONMETUNAMIHOE TOKCW)-2-1I30MPOMOKCUNPEHININIPNONH-2-1TTAMIH

H AmP (CDCl3) & 1,26 (a-6H; J=6,02I"4), 2,33 (c6H), 2,72 (T-2H; J=5,81T"u), 4,07 (T-2H; J=5,81Tn), 4,41-4,47
(m-3H), 6,35 (o-1H; J=8,09I"y), 6,53-6,57 (m-2H), 7,20-7,23 (m-1H), 7,39 (T-1H; J=7,68Iu), 7,68 (a-1H; J=8,50I").

Mpuknag 60

6-[4-(2-ETOKCUETOKCW)-2-1I30MPOMOKCUNPEHINNIPNONH-2-IJTAMIH

H AmP (CDCl3) & 1,21-1,27 (m-9H), 3,58 (k-2H; J=6,85I'y), 3,75-3,78 (M-2H), 4,08-4,13 (m-1H), 4,39-4,47 (m-
3H), 6,35 (o-1H; J=8,09I"y), 6,55-6,58 (m-2H), 7,22 (a-1H; J=6,88'u), 7,37-7,41 (m-1H), 7,69 (n-1H; J=7,88IL).

Mpuvknag 61

6-[2-METOKCW-4-(3-METUIIBY TOKCW)DEHINNIPUONH-2-INAMIH

H amP (CDCls) &: 0,96 (n-6H; J=6,65I'y), 1,68 (k-2H; J=6,86I"4), 1,80-1,87 (m-1H), 3,81 (c-3H), 4,01 (T-2H;
J=6,65I'uy), 4,42 (wc-2H), 6,37 (ogo-1H; J=0,83Iu; J=8,10l"u), 6,51 (a-1H, J=2,31Ty), 6,55 (oo-1H; J=2,280y;
J=8,52l"u), 7,13 (ao-1H; J=0,64Tu; J=7,48y), 7,42 (t-1H; J=7,79I"), 7,65 (a-1H; J=8,51"u).

Mpuknag 62

6-[4-(2-ONMETUNAMIHOE TOKCW)-2-ETOKCUSEH INIMIPUONH-2-INAMIH

H AmMP (CDCl3) 6: 1,37y (7-3H; J=7,05I"y), 2,34 (c6H), 2,73 (1-2H; J=5,60Iu), 4,02 (k-2H; J=7,05Iy), 4,08 (T-
2H; J=5,60I"y4), 4,53 (wc-2H), 6,36-6,38 (m-1H), 6,55-6,58 (m2H), 7,21 (o-1H; J=7,68Iu), 7,39-7,43 (m-1H), 7,71 (o-
1H; J=8,30I"u).

Mpuknag 63

6-(4-[2-BEH3UJTIMETUNNAMIHO)ET OKCU1]-2-ETOKCUDEHIN]MIPUONH-2-INAMIH

H amP (CDCl3) & 1,39 (1-3H; J=7,06I'y), 2,35 (c-3H), 2,84 (1-2H; J=6,02I'y), 3,62 (c-3H), 4,03 (k2H;
J=6,84Tu), 4,12I'y (1-2H; J=6,02I"u), 4,43 (wc-2H), 6,38 (o-1H; J=8,09Iu), 6,51 (o-1H; J=2,08Iu), 6,55-6,57 (m-1H),



7,23-7,35 (m-5H), 7,42 (1-1H; J=7,68'w), 7,73 (a-1H; J=8,50I'w).

Mpwvknapg 64

6-[2-ETOKCU-4-(3-METUNBYTOKCW)PEHINNIPUONH-2-1JTAMIH

'H AMP (CDCl3) &: 0,97 (po-6H; J=6,64Iu), 1,39 (T-3H; J=7,05I"u), 1,60-1,75 (M-2H), 1,81-1,87 (m-1H), 3,99-4,06
(m-4H), 4,49 (wc-2H), 6,36 (a-1H; J=7,89I'y), 6,51 (o-1H; J=2,08I"u), 6,57 (aa-1H; J=2,28I"y; J=8,50"u), 7,23 (a-1H;
J=7,47Tu), 7,41 (-1H; J=7,68Iy), 7,73(a-1H,n=8,50I"y).

Mpuknap 65

1-(6-AMIHO-3-A3ABILINKNO[3.1.0]r EKC-3-U1J1)-2-[4-(6-AMIHOMIPUONH-2-1)-3-ETOKCN-PEHOKCU]ETAHOH

'H AMP (CDCls) & 1,38 (1-3H; J=6,85I"yy), 2,00-2,20 (m-2H), 2,60-3,90 (m- 6H), 4,13-4,14 (m-2H), 4,77,4,87 (M-
4H), 6,62-6,97 (M-4H), 7,44 (n-1H; J=8,72I"u), 7,90-7,95 (m-1H).

Mpuknap 66

6-[2-ETOKCU-4-(2-MIPONIONH-1-NTETOKCW)DEHINNIPUANH-2-INAMIH

'H AMP (CDCl3) &: 1,37 (1-3H; J=7,05I'n), 1,76-1,84 (m-4H), 2,57-2,63 (m-4H), 2,89 (1-2H; J=5,81T"1), 4,02 (k-2H;
J=5,85I"u), 4,12 (1-2H; J=5,81Tu), 4,44 (wc-2H), 6,36 (o-1H; J=8,09Iy), 6,53-6,58 (m-2H), 7,22 (o-1H; J=7,47TL),
7,40 (T-1H; J=7,68lu), 7,71 (a-1H; J=8,51"u).

Mpwvknag 67

3-{2-[4-(6-AMIHOMNIPNOWNH-2-11)-3-ETOKCUDPEHOKCUIETUIT}-3-A3 ABILIKNO[3.1.0]-N EKC-6-UNAMIH

'H AMP (CDCls) &: 1,37-1,41 (M-5H), 1,78 (wc-2H), 2,47 (a2H; J=8,71rwL), 2,55 (c-1H), 2,76-2,81 (M-2H), 3,05-
3,08 (m-2H), 4,00-4,05 (M-4H), 4,47 (wc-2H), 6,35-6,38 (m-1H), 6,52-6,55 (m2H), 7,20-7,25 (M-1H), 7,39-7,43 (m-1H),
7,69-7,72 (m-1H).

Mpuknag 68

1-(6-AMIHO-3-A3ABILIMKINO[3.1.0]FEKC-3-J1)-2-[4-(6-AMIHOMNIPUOWNH-2-11)-3-METOKC -
SEHOKCH]ETAHOH

'H AMP (CD30OD) HCl-cinb &: 2,07-2,20 (m-2H), 2,47 (c-1H), 3,52-3,56 (m-1H), 3,64 (c-3H), 3,73-3,77 (m-1H),
3,88-3,93 (m-2H), 4,77-492 (m-2H), 6,71 (no-1H; J=8,51Tu), 6,81 (c-1H), 6,89 (m-1H; J=8,92I'u), 6,99 (&-1H;
J=7,47Tu), 7,50 (o-1H; J=8,71T"w), 7,93 (o-1H; J=7,47T"v).

Mpuknag 69

3-{2-[4-(6-AMIHOMIPNOWNH-2-11)-3-MET OKCNPEHOKCUIETNN}-3-A3 ABILIMKIIO[3.1.0]-FEKC-6-UNNTAMIH

'H AMP (CDCls) 8: 1,39 (c-2H), 2,50 (p-2H; J=8,50ru), 2,57 (C-1H), 2,82 (1-2H; J=6,01T"y), 3,10 (o-2H;
J=8,90"u), 3,81 (c-3H), 4,04 (1-2H; J=5,61Tu), 4,45 (wc-1H), 6,39 (a-1H; J=8,09I"u), 6,51-6,56 (o-2H), 7,11(a-1H;
J=7,47Tu), 7,43 (1-1H; J=7,68Iu), 7,63 (a-1H; J=8,30IL).

Mpuknag 70

6-[2-I130MPOIMOKCU-4-(21IPONIANH-1-INETOKCU)PEHIINIPUONH-2-1TTAMIH

'H SAMP (CDCls) & 1,26 (a-6H; J=6,02'0), 1,77-1,84 (M<4H), 2,61-2,65 (M-4H), 2,90 (1-2H; J=5,81T1), 4,41-4,48
(m-3H), 6,35 (o-1H; J=8,09I'y), 6,536,58 (m-2H), 7,21 (go-1H; J=7,68Iu), 7,39 (7-1H; J=7,88I'u), 7,69 (ao-1H; J
=8,50I"u).

Mpwvknag 71

6-{4-[2-BEH3NNMETUNTAMIHO)ET OKCU]-2-I30OMNPOMOKCNDEHITINIPUANH-2-11TAMIH

'H amP (CDCl3) &: 1,27 (m-6H; J=6,02I'y), 2,34 (c-3H), 2,83 (1-2H; J=6,01T"y), 3,61 (c-2H), 4,10 (T-2H;
J=6,02I"u), 4,41-4,48 (m-3H), 6,36 (o-1H; J=8,09I'yy), 6,516,57 (M-2H), 7,23-7,34 (m-5 H), 7,41 (1-1H; J=8,09T"w), 7,70
(a-1H; J=8,50T"Ly).

Mpwknag 72

6-[4-(2-ONMETUNAMIHOE TOKCW)-2-MET OKCW-5-MPOMNINGEHINMPUONH-2-I1TAMIH

'H AMP (CDCls) & 2,34 (c-6H), 2,74 (1-2H), 3,79 (c-3H), 4,10 (1-2H), 4,49 (wc-2H), 6,38 (OO-1H; J=8,09Iy,
0,62I'u), 6,546,58 (m-2H), 7,12 (aa-1H; J=7,47T'y, 0,831"u), 7,42 (1-1 H; J=7,68Iu), 7,65 (m-1 H).

Mpuknan 73

6-[5-AlN-4-(2-0NMMETUN AMIHOET OKCW)-2-METOKCUDEHINMNIPUONH-2-IJTAMIH

'H aMmP (CDCl3) &: 2,38 (c-6H), 2,80 (1-2H; J=5,81T'y), 3,33 (no-2H; J=6,65Iy), 3,80 (c-3H), 4,13 (1-2H;
J=5,82I'u), 4,54 (wc-2H), 4,96-5,06 (m-2H), 5,91-6,00 (m-1 H), 6,37 (aa-1H, J=0,62I"y; J=8,10l'u), 6,50 (c-1H), 7,10
(op-1H; J=0,62Iy; J=8,31I"u), 7,41 (7-1H; J=8,10I"w), 7,49 (c-1H).

Mpwknap 74

6-[5-AlIN-2-METOKCU-4-(2-NIPONIANH-1-INETOKCU)PEHININIPUONH-2-INAMIH

'H AMP (CDClg) & 1,79-1,82 (m-4H), 2,58-2,68 (Mm4H), 2,92-2,96 (M-2H), 3,32-3,34 (m-2H), 3,78 (c-3H), 4,14-
4,17 (m-2H), 4,41 (wc-2H), 4,94-5,04 (m-2H), 5,90-6,00 (m-1 H), 6,35 (aa-1H; J=0,83Iy; J=7,88I1), 6,49 (c-1H), 7,10
(oo-1H; J=0,83ly; J=7,68y), 7,40 (m-1H), 7,48 (c-1H).

Mpuvknag 75

6-[3-AlN-4-(2-ONMETUN AMIHOET OKCW)-2-METOKCNPEHINMNIPUONH-2-IJTAMIH

'H AAMP (CDCls) & 2,38 (c-6H), 2,80 (T-2H; J=5,81T1), 3,45 (c-3H), 3,45-3,47 (M-2H), 4,12 (T-2H; J=5,81w),
447 (wc-2H), 4,92-4,99 (m-2H), 5,94-6,01 (m-1 H), 6,40 (a-1H; J=8,09Ty), 6,71 (m-1H; J=8,50Iy), 7,15 (a-1H;
J=747Tu), 7,44 (1-1H; J=7,47Ty), 7,50 (o-1H;J=8,72I"Ly).

Cnonyku BkasaHi B [lMpuknagax 76-94 opepKyBanuM BUKOPUCTOBYIOMM METOAMKW MNOAIOHI OO0 ommcaHux B
Mpuknagax 1 1a 27-30.

Mpuknapn 76

6-[2-METOKCW-4-(NIPONIANH-3-ITOKCU)PEHININIPNOVNH-2-1JTAMIH

'H AMP (CDClg) & 1,92-2,14 (m-3H), 2,85-3,20 (m-3H), 3,79 (c-3H), 4,44 (wc-2H), 4,83-4,86 (m-1H), 6,37 (oo-
1H; J=8,09), 6,47-6,52 (m-2H), 7,12 (a-1H; J=7,68I"u), 7,39-7,46 (m-1H), 7,65 (a-1H; J=8,30I).

Mpuknap 77

6-[2-METOKCW-4-(1-METUNNIPONI ANH-3-INOKCM)PEHINMNIPUONH-2-11TAMIH

'H AMP (CDCl3) & 1,96-2,43 (m-3H), 2,38 (c-3H), 2,73-2,86 (Mm-3H), 3,78 (c-3H), 4,40 (wc-2H), 4,83-4,89 (m-1H),



6,38 (o-1H, J=8,09), 6,46-6,51 (M-2H), 7,12 (o-1H; J=7,47Tu), 7,39-7,44 (m-1H), 7,63 (a-1H; J=8,50I"y).

Mpuknan 78

6-[2-ETOKCU-4-(NIPONIANH-3-INOKCM)DEHINNIPUOVH-2-INAMIH

Bic HCI cirb: H AMP (CDClg) &6: 1,39-1,43 (M-3H), 2,33-2,39 (m-2H), 3,46-3,51 (m-1H), 3,57-3,65 (-3H), 4,16 (k-
2H), 5,33 (wc-1H), 6,73-6,77 (m-1H), 6,90-6,93 (m-1H), 6,97-7,00 (m-1H), 7,50-7,53 (M-1H), 7,91-7,96 (m-1H).

Mpuknag 79

6-[2-I30MPOMOKCU-4-(MIPONIANH-3-IJTOKC)DEHINNIPUONH-2-INAMIH

H AMP (CDCls) & 1,28 (p-6H; J=6,02I'u), 1,97-2,13 (m-2H), 2,82-3,23 (M-4H), 4,41-4,48 (m-3H), 4,85 (m-1H),
6,38 (o-1H, J=7,88I'u), 6,47-6,52 (m-2H), 7,21-7,25 (m-2H), 7,41 (1-1H; J=7,89I"n), 7,68 (a-1H; J=8,50IL).

Mpwvknag 80

6-[2-METOKCW-4-(NINEPUONH-4-INOKCUM)PEHINMIPUONH-2-IJTAMIH

H AMP (CD30D) & 2,04-2,20 (m-4H), 3,27-3,39 (m-2H), 3,58-3,61 (m-2H), 3,91 (c-3H), 4,84 (m-1H), 6,80-6,98
(m-4H), 7,48-7,52 (Mm-1H), 7,83-7,93 (m-1H).

Mpuknag 81

6-[2-METOKCW-4-(2.2,6,6-TETP AMETUNNINEPUANH-4-INOKCU)PEHINNIPUONH-2-1JTAMIH

H AMP (CDCls) & 1,23-1,38 (M-14H), 2,11-2,15 (m-2H), 3,81 (c-3H), 4,43 (M-1H), 4,70-4,75 (m-1H), 6,40 (a-1H;
J=8,08I"u), 6,51 (o-1H; J=2,28y), 6,57 (oo-1H; J=2,29"y; J=8,51"y), 7,14 (o-1H; J=7,47Tu), 7,44 (T-1H; J=7,67TL),
7,66 (o-1H; J=8,50I"n).

Mpuknag 81

6-[2-I30MPOMOKCU-4-(MIPONIANH-3-IJTOKCWN)DEHINNIPUONH-2-INAMIH

H AmMP (CDCls) &: 1,27 (p-6H; J=6,01T'y), 1,93-2,16 (m2H), 2,85-3,20 (M-4H), 4,41-4,47 (m-3H), 4,81-4,84 (M-
1H), 6,36 (aa-1H; J=0,83I"y; J=8,10I"), 6,46 (o-1H; J=2,08'y), 6,51 (oa-1H; J=1,66I"y; J=7,90l"y), 7,21-7,25 (m-1H),
7,37-7,42 (v-1H), 7,69 (a-1H; J=8,51T"u).

Mpuknag 83

TPET-BYTUNOBUI ECTEP 3-[4-(6-AMIHONIPUANH-2-111)-3-MET OKCNPEHOKCUN]-ASETUONH-1 -
KAPBOHOB Of KNCNOTU

H AMP (CDCls) & 1,43 (c-9H), 3,79 (c-3H), 3,97-4,00 (m2H), 4,26-4,30 ( M-2H), 4,45 (wc-2H), 4,89 (m-1H),
6,28 (no-1H; J=2,29My; J=8,54I"y), 6,38 (o-1H; J=8,10I"u), 6,44 (o-1H; J=2,28T"y), 7,10 (o-1H, J=7,68I"u), 7,42 (T-1H,
J=7,90T"y), 7,62 (o-1H; J=8,51I"vu).

Mpwvknag 84

6-[4-(ABETUANH-3-INOKCW)-2-METOKCUDEHINNIPUONH-2-INAMIH

H AMP (CD30D) HCI cinb 6: 3,93 (c-3H), 4,154,19 (m-2H), 4,574,62 (Mm-2H), 5,26-5,29 (m-1H), 6,57 (aa-1H;
J=2,78ly; J=8,50M"u), 6,72 (a-1H; J=2,07T"v), 6,89-6,99 (m-2H), 7,52 (O0-1H; J=2,28y; J=8,51T"w), 7,90-7,95 (m-1H).

Mpuknag 85

6-[2-METOKCW-4-(1-METUN ASETUONH-3-INOKCN)DEHINMNIPUOVNH-2-I1TAMIH

HamP (CDCl3) & 2,41 (c-3H), 3,09-3,14 (m-2H), 3,79 (c-3H), 3,79-3,87 (M2H), 4,44 (wc-2H), 4,76-4,81 (m-1H),
6,34-6,44 (v-2H), 6,52 (o-1H; J=2,07Tu), 7,09-7,12 (m-1H), 7,40-7,44 (m-1H), 7,61-7,65 (m-1H).

Mpuknag 86

6-[2-I130MPOMOKCU-4-(NMIPONIONH-3-JTOKCU)PEHININIPUONH-2-INAMIH

H AMP (CDCls) & 1,27 (n-6H; J=6,02I'y), 2,00-2,15 (m-2H), 3,03-3,26 (m-4H), 3,90 (wc-1H), 4,40-4,47 (m-3H),
4,87 (m-1H), 6,38 (on-1H; J=0,83Iy; J=8,10l"y), 6,47 -6,52 (m-2H), 7,20 (on-1H; J=0,83Iy; J=7,68Iy), 7,24 (o-1H,
J=1,04Tu), 7,41 (1-1H; J=8,10l'u), 7,67 (o-1H; J=8,31T"wL).

Mpwknap 87

6-[2-I30MPOMOKCU-4-(MIPONIONH-3-JTOKCU)PEHININIPUONH-2-INAMIH

H AmMP (CDCls) & 1,25 (p-6H; J=6,02I'y), 1,91-2,13 (Mm-2H), 2,35 (wc-1H), 2,86-3,19 (m-4H), 4,39-4,45 (m-3H),
4,80-4,83 (m-1H), 6,34-6,36 (M-1H), 6,44 (o-1H; J=2,28Iw), 6,49 (oa-1H; J=2,28y; J=8,51y), 7,19-7,24 (m-1H),
7,36-7,41 (m-1H), 7,67 (ag-1H; J=3,53Iy; J=8,51I"L).

Mpuknag 88

6-[2-METOKCW-4-(MNIPONIANH-3-INNTOKCU)PEHININIPNOVNH-2-1JTAMIH

H amP (CD30OD) HCI cimb 6: 2,00-2,10 (m-1H), 2,15-2,25 (m-1H), 3,21-3,64 (Mm-5H), 3,94 (c-3H), 5,34 (m-1H),
6,78-7,00 (m-4H), 7,54 (n-1H; J=8,51I"w), 7,93 (aa-1H; J=7,68Iy; J=8,39IL).

Mpuknag 89

6-[2-METOKCW-4-(1-METUNIPONI ANH-3-INOKCU)PEHNNNIPUONH-2-ITAMIH

HamP (CDCls) & 1,98-2,03 (M-1H), 2,27-2,44 (m-2H), 2,38 (c-3H), 2,74-2,86 (M-3H), 3,78 (c-3H), 4,45 (wc-2H),
4,82-4,87 (m-1H), 6,36 (oa-1H; J=0,83Iy; J=8,09T'y), 6,45-6,51 (m-2H), 7,11 (pa-1H; J=0,62I"y; J=7,47Tu), 7,41 (T-
1H; J=7,83l'u), 7,63 (o-1H; J=8,30I"1).

Mpuknag 90

6-[2-METOKCW-4-(1-METUNNIPONI ANH-3-INOKCMYDEHNMNIPUONH-2-INAMIH

HamP (CDCl3) & 1,98-2,03 (m-1H), 2,28-2,44 (m2H), 2,38 (c-3H), 2,74-2,86 (m-3H), 3.78 (c-3H), 4,43 (wc-2H),
4,84-4,87 (m-1H), 6,37 (no-1H, J=0,83Iy; J=8,09Iy), 6,46-6,51 (m-2H), 7,12 (po-1H; J=0,83Iy; J=7,68Tu), 7,41 (T-
1H; J=7,68'u), 7,63 (o-1H; J=8,51T").

Mpuknag 91

6-[2-METOKCW-4-(2-METWN-2-A3ABILMKIO[2.2. T ENT-5-INOKCM)DEHINI-NIPUONH-2-INAMIH

HamP (CDCl3) &: 1,48-1,98 (m-4H), 2,40 (c-3H), 2,61-2,75 (m2H), 3,05-3,18 (m-2H), 3,80 (c-3H), 4,40 (wc-2H),
4,66-4,70 (m-1H), 6,38 (no-1H; J=0,83Iy; J=8,09Iy), 6,50-6,53 (m-2H), 7,13 (po-1H; J=0,62Iu; J=7,47Tu), 7,42 (T-
1H; J=7,88lu), 7,62-7,64 (m-1H).

Mpwknag 92

6-[2-METOKCW-4-(1-METUNNINEPUNONH-4-INOKCN)DEHUNMIPUONH-2-INAMIH

H AmMP (CDCls) 8: 1,81-2,03 (m-4H), 2,29 (c-3H), 2,262,30 (M-2H), 2,68 (Mm-2H), 3,79 (c-3H), 4,33-4,43 (M-3H),



6,37 (ao-1H; J=0,62Iy; J=8,10Iu), 6,51-6,57 (m-2H), 7,11 (ao-1H; J=0,62I"y; J=7,68Iu), 7,41 (T-1H; J=7,68In), 7,61
(o-1H; J=8,52I"u).

Mpuknag 93

6-[4-(1-ETUNNINEPNONH-4-1JTOKCU)-2-METOKC NS EHINNIPUONH-2-1JTAMIH

H AmMP (CDCls) & 1,09 (1-3H; J=7,26I"u), 1,80-2,31 (m-1H), 2,41 (k-2H), 2,74 (m-2H), 3.79 (c-3H), 4,33-4,42 (M-
3H), 6,36 (o-1H; J=8,09I"y), 6,51-6,57 (m-2H), 7,11 (o-1H; J=7,47Tu), 7,39-7,43 (Mm-1H), 7,62 -7,64 (m-1H).

Mpwknag 94

6-[5-AlIN-2-METOKCU-4-(1-METUNNIPONIANH-3-INOKCM)PEHINNIPUOVNH-2-1JTAMIH

H amP (CDClg) & 2,02-2,05 (m-1H), 2,29-2,34 (m-1H), 2,42 (c-3H), 2,642,74 (m-3H), 3,07-3,11 (m-1H), 3,32-
3,34 (m-2H), 3,79 (c-3H), 4,45 (wc-2H), 4,86-4,89 (m-1H), 4,95-5,06 (M-2H), 5,91-5,98 (m-1H), 6,36-6,38 (M-2H), 7,09
(oo-1H; J=0,83ly; J=7,67T"u), 7,41 (aa-1H; J=7,68y; J=8,09I"y), 7,48 (c-1H).

Cnonyku Bka3saHi B [Mpuknagax 95-108 ogepxyBanu BUKOPUCTOBYIOUM MEeTOAUKM onucaHi B [puknagi 14.

Mpuknag 95

6-[4-(2-ANMETUNAMIHOE TOKCW)-2.6-0MMETUJTOEHITINIPUANH-2-INAMIH

H AMP (CDCl3) & 2,03 (c-6H), 2,33 (c-6H), 2,73 (1-2H; J=5,81T"y), 4,06 (T-2H; J=5,81Iy), 4,54 (wc-2H), 6,39
(ao-1H; J=0,83Iy; J=8,30M"u), 6,51 (an-1H; J=0,62Iy, J=7,26I"u), 6,61 (c-2H), 7,41-7,46 (M-1H).

Mpuknag 96

6-[2,6-0MMETUII-4-(3-MINEPUOVH-1-INMPOMOKCU)PEHININIPUONH-2-1ITTAMIH

HamP (CDCls) & 1,45-1,60 (M-2H), 1,68-1,81 (m-4H), 2,08 (c-6H), 2,52-2,85 (Mm-6H), 4,01 (1-2H), 4,53 (wc-1H),
6,42 (o-1H), 6,53 (o-1H), 6,60 (c-2H), 7,49 (T-1H).

Mpwvknag 97

6-[2,6-0MMETUII-4-(2-MIPONIANH-1-INETOKCU)PEHININIPUONH-2-1TTAMIH

H AmMP (CDCls) & 1,81-1,90 (M-4H), 2,10 (c6H), 2,66-2,74 (m4H), 2,96 (1-2H), 4,14 (T-2H), 4,52 (wc-1H), 6,42
(a-1H), 6,56(a-1H), 6,65 (c-2H), 7,47 (T-1H).

Mpuknag 98

6-{2,6-0UMETUJT-4-[3-(4-METUJTNINEPA3UH-1-11T1)-MPOMOKCU]PEHINTINTIPUONH-2-1ITTAMIH

H AMP (CDCl3) & 1,92-1,99 (m-2H), 2,05 (c-6H), 2,32 (¢c-3H), 2,52-2,56 (m-6H), 3,99 (T-2H; J=6,22"u), 4,48
(we-2H), 6,42 (np-2H; J=0,83I"y; J=8,30I"u), 6,53 (aa-2H; J=0,52I"y; J=7,26l'y), 6,61 (c-2H), 7,44-7,48 (Mm-1H).

Mpuknag 99

6-[2,6-0MMETUII-4-(2-MOP®ONIH-4-INETOKCU)PEHININIPNONH-2-1TAMIH

'H AMP (CDCl3) & 2,05 (c-6H), 2,56-2,58 (m-4H), 2,78 (1-2H; J=5,65Iy), 3,71-3,74 (m4H), 4,10 (1-2H;
J=5,60"u), 4,54 (wc-2H), 6,41-6,44 (o -1H), 6,53 (a-1H; J=7,26l"u), 6,61 (C-2H), 7,44-7,48 (m-1H).

Mpuknag 100

6-{4-[2-(BEH3UJIMETUNAMIHO)ETOKCW]-2,6-OMMETUSTOEHIT)MNIPUONH-2-INAMIH

HamP (CDCls) & 2,05 (c-6H), 2,33 (¢c-3H), 2,83 (1-2H, J=6,01I"w), 3,63 (c-2H), 4,09 (1-2H; J=6,01T"u), 4,49 (wc-
2H), 6,42 (a-1H), 6,54 (oo-1H; J=0,62Iy; J=7,22l"u), 6,61 (c-2H), 7,22-7,35 (m-5H), 7,44-7,48 (m-1H).

Mpuknag 101

2-[4-(6-AMIHOMNIPUAOWH-2-11)-3,5-ANMETUNSEHOKCUTALIET AMIA,

H AMP (CDCl3) & 2,08 (c-6H), 4,49 (c-2H), 4,61 (wc-2H), 5,98 (wc-2H), 6,40-6,60 (Mm-2H), 6,67 (c2H), 7,45-
7,55 (m-1H).

Mpuknag 102

6-[4-(2-AMIHOETOKCW)-2,6-ANMETUNPEHININIPUONH-2-1I1TAMIH

HamP (CDCls3) &: 2,02 (c-6H), 3,01 (T-2H; J=5,18I"u), 4,00 (T-2H; J=5,18I"w), 6,43 (oo-1H; J=0,83Iy; J=7,26Iy),
6,51 (ag-1H, J=0,83I'y; J=8,52I"u), 6,67 (c-2H), 7,50 (na-1H; J=7,26I4; J=8,52IL).

Mpuknag 103

6-[2-130MPOMNIN-4-(2-NIPONIANH-1-ITIETOKCM)DEHINNIPUOWH-2-INAMIH

'H amP (CDCl3) &: 1,19 (n-6H; J=6,85I'y), 2,99 (c-6H), 2,98-3,02 (m-1H), 3,61 (T-2H; J=4,98I'u), 4,41 (1-2H;
J=4,77Tu), 6,68 (o-1H; J=8,26I'n), 6,81 (a-1H; J=8,72I'u), 6,97 (ap-1H; J=8,51y; J=2,49u), 7,09 (o-1H; J=2,49T"w),
7,26 (p-1H; J=8,51Tu), 7,74-7,78 (Mm-1H).

Mpuknag 104

2-(2.5-OUMETUNINIPONIANH-1-11)-6-[2-I130MPOMNIN-4-(2-NPOJIIANH-1-IJIETOKCN)OERIMNIPUOVH

H AMP (CDCl3) &: 1,17 (a-6H), 1,29 (o-6H), 1,67-1,82 (m-6H), 2,00-2,05 (M-2H), 2,63-2,66 (M-4H), 2,92 (T-2H),
3,51-3,52 (m-1H), 4,054,16 (m<4H), 6,30 (o-1H; J=8,30I"n), 6,54 (on-1H; J=0,62I"y; J=7,25T"y), 6,74-6,77 (m-1H), 6,95
(oo-1H; J=1,04I"y; J=2,49"u), 7,24-7,27 (m-1H), 7,40-7,44 (m-1H).

Mpwknag 105

6-[4-(2-(3,5-OUMETUNNINEPNONH-1-IN)ETOKCU]-2-I30MPONIN®EHIT)NIPUONH-2-INAMIH

H AmMP (CDCls) & 0,95 (o-6H; J=6,64I"y), 1,15 (n-6H; J=6,84I'y), 1,16-1,40 (m-4H), 1,50-2,80 (m-6H), 3,17-3,24
(m-1H), 4,09-4,11 (m-2H), 4,43 (wc-2H), 6,43 (po-1H; J=2,70l"y, J=8,09Iu), 6,65 (ao-1H; J=7,26Iu), 6,76 (oo-1H;
J=2,49I"y; J=8,30M"u), 6,89 (a-1H; J=2,49"y), 7,19-7,22 (m-1H), 7,44 (T-1H; J=7,89L).

Mpuknag 106

6-[4-(2-ONMETUNAMIHOE TOKCW)-2-130MPOMNINPEHINNIPUANH-2-I1TAMIH

H amP (CDCls) &: 1,12 (n-6H; J=6,85I'y), 2,32 (c-6H), 2,72 (1-2H; J=5,82I"y), 3,17-3,21 (m-1H), 4,07 (1-2H,
J=5,61I"y), 4,56 (wc-2H), 6,37 (ao-1H; J=8,10l"y), 6,61 (a-1H, J=7,27T"u), 6,73 (ap-1H; J=2,70Iu; J=8,52I"4), 6,91 (o-
1H,J=2,70T"yw), 7,18 (a-1H, J=8,51T"u), 7,40 (ag-1H; J=7,27Tu; J=7,68I"L).

Mpuknag 107

6-[2-TPET-BYTUN-4-(2-OMMETUJTAMIHOET OKCM)DEHIMNIPUOVH-2-INAMIH

H AMP (CDCl3) 8: 1,19 (c-9H), 2,34 (c-6H), 2,73 (1-2H; J=5,60w), 4,07 (T-2H; J=5,81T"u), 4,44 (wc-2H), 6,39
(o-1H; J=8,09u), 6,61 (o-1H; J=7,26l'y), 6,70 (aa-1H; J=2,70ly; J=8,51u), 6,98 (o-1H; J=8,51Iu), 7,07 (a-1H;
J=2,49ru), 7,36-7,40 (m-1H).



Mpuknag 108

6-[2-TPET-BYTUN-4-(2-NIPONIAVNH-1-INETOKCWM)DPEHINNIPUONH-2-INAMIH

H amP (CDCl3) & 1,18 (c-9H), 1,80-1,83 (m-4H), 2,65-2,67 (m4H), 2,93 (1-2H; J=5,81I"u), 4,13 (1-2H;
J=5,81T"u), 4,47 (wc -2H), 6,38 (o-1H; J=8,09u), 6,60 (a-1H; J=7,47Tu), 6,70 (aa-1H; J=2,49u; J=8,30), 6,98 (o-
1H; J=8,30I"u), 7,05 (o-1H; J=2,49T"u), 7,37 (T-1H; J=7,68I"L).



