Y XMBWUX iCTOT, BKIOYAKOUM ccCaBUiB, riCTaMiH, eHOOreHHu dakTtop 3 Pi3ionoriyHo aKTUBHICTIO, Ai€ K
HelpoTpaHCcMiTep i Mae rMMBoKo MPOHUKHY dbapMakosorivyHy Aito [avB., Hanmpwknaa, Life science, Vol.17, p.503
(1975)].

IMyHOriCTOXiMiYHI  JOCMiIKEHHS SICHO rMoKas3anu, LWO ricTamiHeprivHa (Mpoaykuis) coma npucyTHA B
cockornofibHMx BiapocTkax saep B obnacTi no3ady rinotanamyca, rictamiHepriyHi HEpBOBi BOJIOKHA MOLUMPEHi Ha
AyXe Bernukin AinsHui B MO3KY, LO roBOPUTb NPO Te, WO FiCTaMiH Mae MHOXWHY Pi3HUX dpapMakororiyHux ain
[avB., Hanpuknag, Journal of Comprehensive Neurology, Vol.273, p.283].

MpucyTHICTL ricTamiHepriyHOro HepBa B COcKOMoAibHMx BigpocTkax agep B o6nacTi no3agy rinotanamyca gae
nigctaBy nepenbaunti, WO rictamiH Bigirpae ocobrmMBo BaknMBY pofib B LepebparnbHiin yHKUii KOHTpOmo
dpisionorii rinotTanamyca, 10670 B pUTMax HecnaHHs, BHYTPILWHIN CeKpeLii, CnoXuBaHHi Ki/Boan i cekcyarbHin
nosegiHui [avB., Hanpuknag, Progress in Neurobiology, Vol.63, p.637 (2001)].

Ton haKT, Lo iCHYHTb MPOPOCTaHHS ricTaMiHEPriYHMX HEPBOBKX BOJIOKOH B Ti 061acTi MO3Ky, siki NoB'si3aHi i3
36epexeHHsIM CTaHy HecnaHHs (Hampvknag, Kopa rofioBHOro MO3Ky), Aa€ MiAcTaBy nepeadaynTy, Wo rictamiH
Bigirpae MeBHy ponb B MiTPUMLI CTaHy HecnaHHa abo B LMKMi HeCMaHHA-COH. TakoX TOW (haKT, L0 iCHYTb
NPOPOCTaHHS ricTaMiHEPriYHMX HEPBOBUX BOSIOKOH y Garato ski nepudpepudHi CTPYKTypW, Taki sik rinokamn abo
MurganenofibHui Komnrekc, Aae niacraBy nepenbayntu, WO BiH Bigirpae neBHy porb B perynsuii aBTOHOMHOI
HEpPBOBOI CUCTEMMU | €eMOLLiR, KOHTPOIi MOTUBAUT, Ni3HaBanNbHOT YHKLUIT | nam'saTi.

Micna Toro §K rictamiH BUBINbHAETLCA 3 KIITUH, MPOAYKYIOYMX ricTaMiH, BiH B3aemofie 3i crneundidHumm
rnoniMepamu, 3BaHMMU pELIEMTOpaMu, Ha MOBEPXHi KNiTMHHOI OOOMoHKM abo B MilLEHEBUX KNiTMHAaX, WO i
3abesneuvye 1Moro hapmMakonoriyHui edpexT i perynsuito dyHKUi opraHiamy. [lo TenepiluHbOro Yacy Bidomi HoTUpK
TUNK ricTaMiHOBUX peLenTopiB. BHacnigok pisHMx hapmakonoriyHmx i goisionoriyHnx gocnigxeHs 6yno BUSBMEHO,
Lo ricTamiHoBi H3 peuenTopu 6epyTb y4acTs y YHKUIT LLeHTpanbHWX i nepudpepunyHnX HepBIB [AMB., HanpuKnaga,
Trends in Pharmacological Science, Vol.8, p.24 (1986)], npoTArom ocTaHHiX AekiNbKoX pokiB Oymm igeHTUdikoBaHi
reHu rictamiHosux H3 peuenTopis moavHmM i rpuayHie [avBe., Hanpuvknag, Molecular Pharmacology, Vol.55, p.1101
(1999)].

Byrno nokasaHo, Wwo rictamiHoBi H3 peuenTopu NpUCYTHI B LIEHTPI NpecnHanTu4yHoi MembpaHn nepudepudHuX
HEPBOBMX KMiTUH, YHKUIOHYIOMM $IK ayTopeuernTopW, KOHTPOMIOKYM BUBIMbHEHHSA riCTaMiHy, a TaKoX
KOHTPOJIOYMN BMBINIbHEHHS iHLLMX HEMpoTpaHcMiTepiB. 3okpema, 6yro MOBIJOMMAEHHS, WO aroHICTW, aHTaroHICTM
abo 3BOPOTHI aroHicTu rictamiHoBMx H3 peuenTopiB perynioTs BUBIMbHEHHS FiCTaMiHy, HOpaapeHarniHy,
CEPOTOHIHY, aueTunxoniHy abo JomamiHy 3  CUMHaMTUYHMX  3akiHYeHb. Hanpuknag,  BUBINIbHEHHSI
HenpoTpaHcMmiTepiB, Takux AK (R)-(o)-MeTunrictamiH, NpUrHivyeTbCA aroHicTaMu i aKTUBYETbCS aHTaroHictTamm abo
3BOPOTHUMW aroHiCTamu, Hanpuknag, TakuMmu sk Tionepamig [avB., Hanmpuknag, Trends in Pharmacological
Science, Vol.19, p.177(1998)].

Tomy meTol AaHOro BMHaxody € 3abesnedeHHs HOBMX PEeYOBWH, AKi MaloTb aHTaroHi3m (Zist no iHribyBaHHio
Crofy4aHHs rictamiHy 3 rictamiHoBummn H3 peuenropamu) abo 3BOPOTHWI aroHi3M (gist M0 NPUrHIYEHHI0 MOCTINHOT
aKTMBHOCTI ricTamiHoBMx H3 peuentopiB) rictamiHoBMx H3 peuentopiB, TOOTO HOBWMX PEYOBUWH, SKi Ail0OTb 5K
aHTaroHicT abo 3BOPOTHI aroHiCcTY ricTamiHoBMX H3 peLenTopiB B XXMBOMY OpraHi3mi.

ABTOpY OaHOro BMHAaxXoAy BUSIBUIW, LLO KOHOEHCOBaHi 4-OKCOMipUMIOUHOBI MOXiAHI Ail0Tb SIK aHTaroHicTn abo
3BOPOTHI aroHicTu rictamiHoBKx H3 peLenTopis, i HA OCHOBI TaKUX BIAKPUTTIB BOHW BUMLLNW Ha AAHWI BUHAXIA.

[na pocsrHeHHs Bka3aHoi BULLE MeTW, aHVMM BUHAX040M NpeacTaBrieHi cnonyku, onicaHi B nn. (1)-(45), abo
X coni:

(1) Cronyka, npeacTtaeneHa dpopmyrnoto (1):

ae

Ar sBnse coboto GiBaneHTHY rpyny, YTBOpeHy BuarneHHsM ABOX aTOMiB BOAHIO 3 OeHsony, mipuMiguHy,
nipuauHy, ria3ony, okcasony, nipasony, Tiagiazony abo TiodeHy (us GiBaneHTHa rpyna moxe OyTM 00OaTKOBO
3aMillleHa aTOMOM rasfioreHy, HWKYMM ankokcw (Usi HwK4a ankokcurpyna Moxe OyTu 0odaTkoBO 3amilleHa
raroreHom), FApoKcu abo kUMM arkinom); X' siensie coboto aTom asoTy, atom Cipku abo atom kuchio; R' siensie
coboto 5- abo 6-4neHHy reTepoapurbHy rpyny, sika MicTuTb 1-4 retepoatomu, BUGpaHuX 3 asoTy, CIPKU i KUCHIO,
retepoapunankineHy rpyny (reTepoapun B Ui [pyni Mae 3HaYeHHsi, BU3HayeHe BuLe), nNiHiMHMIA abo
po3ranykeHun HWKYMA ankin (Us HWK4Ya ankineHa rpyna Moxe OyTv Jo4aTKOBO 3aMilleHa rigpoKCcH, ranoreHom,
ankokcwy, aninokcu abo aparnkinokcu), eHin, aparkin, ankokcu, ankinmio abo HWKYNUIA ankinamiHo; kinbue A sBnse
coboto 5- abo 6-uneHHe reTepoapurbHe Kinbue, sike micTute 1 abo 2 atomu a3oty abo cipkv B Kinbui, abo
OeH30MbHe KinbLe; R?iR? MOXYTb OyTM oHaKoBUMK abo BiAMIHHUMW OOWH Bif OOHOTO, i KOXHUIA SIBNSiE cO0O00
BOeHb, aMiHO, ankinamiHo, giankinamiHo, HITpo, WiaHo, FigPOKCKU, HUXKYUIA arnkincynb@OHin, ranoreH, HKYui ankin
(ua Hwk4a ankinbHa rpyna Moxe OyTM [OAAaTKOBO 3aMmilleHa rarioreHoM), HWKYMA uuknoankin (us Hwk4va
uMKnoarnkinbHa rpyna moxe OyTv 4OOaTKOBO 3amilleHa ranoreHoM), HUXKYMA ankokcu (U HuK4Ya ankokcurpyna
Moxe ByT 4oAaTKoBO 3aMilleHa ranoreHoM abo rigpoKcu), HUXKYUIA LIMKMOASKOKCH (LS HDKYa LMKoankokeurpyna
Moxe OyTVM JoAaTKOBO 3aMillgHa rasioreHoM), apuroKcK, aparkifliokcu, reTepoapuriokcy, retepoapunarnkinokcu,
apwn, retepoapun, apurnkapbamoin, retepoapunkapbamoin, apunankinkapbamoin, retepoapwunarnkinkapbamoin,
MOHO-HWKYMIA  arnkinkapbamoin, Ou-HWwk4uii ankinkapbamoin, Hwx4uin ankinkapbokcamig, apwrkapbokcamia,
reTepoapurnkapbokcamig, apwunarnkinkapbokcamin, reTepoapunarnkinkapbokcamig, ankaHoin, apunkapOoHin,
apunarnkinkapboHin, dopmin, rigpokcu, ankinTio, ankokcukapboHImaMiHO, HWK4YMI  ankincynbdoHinamiHo,
apuncynbgoHinamiHo,  ankinamiHocynb@OoHIn,  apunamiHocynbcpoHIN,  apankin,  ankaHoimamiHo  abo
ankaHoinankinamio; Y sinisie co6oto CH abo aTom asoTy; -X? siBnisie co6oto rpyny, npeacTasneHy dpopmyrioto (I1):
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(ne R*i RS MOXYTb OyTM ofHakoBMMW abo BigMiIHHUMW OAMH Bif OLHOIO, i KOXHWUA sIBNsie COBOK HKYY
ankinsHy rpyny (Ll,ﬂ HWXK4Ya arkinbHa rpyna moxe OyTy O00OaTKOBO 3aMillgeHa raroreHom) abo LMKIoarnkinsHy
rpyny, abo R* R® i arom asoTy, B3ATIi pa3oM, MOXYTb YTBOpHOBaTUM 5-8-UneHHe MOHOLUMKMiYHE Kinbue (ue
MOHOLIMKIIYHE KIJ‘IbLI,e Moxe OyTV 3amillgHe aTOMOM rarioreHy, OKCorpyrnot abo HWXKYOH arnkifbHOK rpyrnot, sika
cama Moxe OyTu 3amilleHa ranoreHom), abo 6-10-uneHHe GiuuknokinbLe, n ABMsie coboto Line 4ucro, Wo mae
3HaveHHs Big 2 0o 4, i (CH2)n moxe OyTn 3amilleHUIn HWKYOK arnKifibHOM rpyrnoto, sika MictuTb 1-3 atomu
Byrneuto), dopmynoto (111):

(oe m sBnse coboto Uine 4ncrno, sike Mae 3HadeHHs Big 0 o 4, i R® sBnse co6oto HWKYy ankinbHy abo
LMKIoarnkinesHy rpyny), ado cdopmynoto (1V):

(GHz) L]
~

() é‘:i

(oe cumBOonM MatoTb 3HaYeHHs, BM3HAYeHi Buwge), 3a ymoBu, wWo dopmyna (I) Bukmovae 3-[4-(2-
AieTnnamiHoeTokcun)deHin]-2-memmn-3H-xiHa3oniH-4-0H, 3-[4-(2-pumeTnamiHoeTokcm)dpeHinl-2-metun-3H-
XiHa30niH-4-0H, 2-metnn-3-[4-(2-ninepuamn-1-inetokcu)deHin]-3H-xiHazoniH-4-oH, 3-[4-(3-
avMeTunamiHonpornokcu)deHin]-2-meTun-3H-xiHasonin-4-oH,  3-[4-(3-gieTunamiHonponokcu)deHin]-2-metnn-3H-
XiHa30niH-4-0H i 3-[2-(2-gieTunamiHoeTokcn)peHin]-2-metun-3H-xiHasoniH-4-0H,

abo ii papmaLeBTUYHO NPUIAHATHA Cinb;

(2) Cronyka 3a n. (1), ge kinbue A aBnse coboto BeHsorbHe Kinbue, MipuanHoBe Kinble abo mipumignHoBe
KinbLe, abo ii dhapmMaLeBTUHHO NPUAHATHA Cinb;

(3) Cronyka 3a n. (1), ge kinbue A saBnse coboto GeH3onbHe kKimbue abo nipuauHoBe kKinbue, abo i
hapmaLeBTUHHO NPUNHATHA Ciflb;

(4) Crionyka 3a nn. (1), (2) a6o (3), Ae WwoHanveHwe oavH 3 R? i R® sBnsie coboto atom BopaHio, abo ii
hapmaLeBTUHHO NPUNHATHA Ciflb;

(5) Crionyka 3a nin. (1), (2) a6o (3), Ae oavH 3 R? i R® siBnsic co6oto aToM BOAHIO, @ iHLWIWiA SBMsiE coBoto aTom
BOAHIO, aTOM raroreHy, HWK4Y1ii ankin (Us HwK4Ya arnkinbHa rpyna Moxxe G6yTu [O4aTKOBO 3aMilleHa rarioreHom),
HWKYMIA ankoKkeu (LS HK4Ya ankokcurpyna moxe OyTn JoAaTkoBO 3amilleHa ranoreHoM abo rigpokew), rigpokew,
apun (ua apunbHa rpyna Moxe Oyt [OAaTkoBO 3aMilleHa HWKYMM - ankifioM), reTepoapur, HWKYUNI
ankinkapbokcamia, apunkapbokcamig, apunankinkapbokcamin abo HwKYMA - ankincynbdgoHinamiHo, abo i
hapmaLeBTUYHO NMPUNHATHA Ciflb;

(6) Crionyka 3a nn. (1), (2) a6o (3), Ae oavH 3 R? i R® siBnsic co6oto aToM BOAHIO, @ iHLWNiA SBMsiE coBoto aToMm
BOAHIO, aTOM rasnioreHy, HWKYMA ankin (Us HK4Ya ankinbHa rpyna Moxe OyTu JO4aTKOBO 3aMilleHa ranoreHom)
abo HWK4YMA ankokcu (Ua Hwxk4Ya ankokcurpyna Moxe OyTv [ogaTkoBo 3amilleHa raroreHom), abo i
dapMaLeBTUHHO NPUAHATHA Cifb;

(7) Crnonyka 3a 6yap-akvm 3 nn. (1)-(6), ae Ar aensge coboto ceHin abo nipumignHin, To6T0 GiBaneHTHy rpyny,
yTBOPEHY BWAaneHHsAM OBOX aToMmiB BogHO 3 OeHsony abo nipumiguvHy (us GiBaneHTHa rpyna moxe 6yTu
[OOAaTKOBO 3aMilleHa aTOMOM rarioreHy, HWKYMM arkoKCcW (LS Hux4a ankokcurpyrna moxe OyTm [oOaTkoBO
3aMillleHa rarnoreHom), rigpokcn abo HWKYMM ankinom), i N mae 3HayeHHs 3 abo 4, abo ii dhapmaueBTUYHO
NPUAHATHA Cirb;

(8) Crionyka 3a 6yab-sikum 3 nn. (1)-(7), ae -X? npeactasneHuit doopmyroto (11):
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(oe cMmBOMM MaOTb 3HAYEHHS, BU3HaYeHi BULLE), abo | || cbapmau,eBTVHHo MPUIHSITHA Cinb;

(9) Crionyka 3a n. (8), ie N Mae 3HaueHHs 3 abo 4, i R*, R® i aTom a30Ty, B3siTi pa3oMm, yTBOPIOKTL 5-8-UneHHe
MOHOLMKNIYHE Kinble (Le MOHOUMKMIYHE KiflbLie MOXe MaTu §iK rpyry 3amiCHWKa aToM rarioreHy abo Hubk4y
ankinbHy rpyny, sika Moxe 6yt 3amilleHa ranoreHom), abo i cbapmau.eBTVHHo MPUIAHSITHA CiMb;

(10) Crionyka 3a n. (8), e n Mae 3HaueHHst 3 aBo 4, i R*, R® i atom a3oTy, B3siTi pasom, yTBOpIOKTL 6-10-
yneHHe GiuvknokinbLe, abo ii hapmaueBTUYHO I'IpVIVIHFlTHa CIJ'Ib

(11) Cronyka 3a n. (8), Ae n mMae 3HaueHHst 3, i R*, R® i aTom a30Ty, B3STi pa3oM, yTBOPIOIOTE 5-8-UnieHHe
MOHOLIMKIIYHE Kinble (Ue MOHOLMKIIYHE KinbLe MOXe MaTu sk rpyny 3aMiCHWKa aToM rarioreHy abo Hipk4y
ankinbHy rpyny, sika Moxe 6yTu 3amilLeHa raroreHom), a6o || hapmaLeBTU4HO MPUIHSITHA CiMb;

(12) Crionyka 3a n. (8), e n Mae 3HaueHHst 3 i R*, R® i aTom a3oTy, B3sTi pa3om, yTROpIoloTh 6-10-UneHHe



GiumknokinbLe, abo i hapMaLeBTUHHO NPUIHATHA Cinb;
(13) Crionyka 3a Gyab-sikum 3 nn. (1)-(7), ae -X* npeacTaenenuii popmyroto (I11):

(oe cumBOIM MatoTb 3HAYEHHS, BU3HaYeHi BuLLe), abo ii dhapmaLeBTUYHO NPUIAHATHA Cinb;
(14) Crionyka 3a Gyab-skum 3 fn. (1)-(7), Ae -X° npeAcTarneHnit popmyrioto (IV):

(GH2)|1
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(oe cnmBOIM MatoTb 3HAYEHHS, BU3HaYeHi BuLLe), abo ii dhapmaLeBTUYHO NPUIAHATHA Cinb;
(15) Crionyka 3a 6yab-sikum 3 nn. (1)-(14), ae R' siBNsie coBOk0 HIBKYY arnkinbHy rpymy, WO MicTUTL 1-3 atomm
BYrmeLto (LS HWK4Ya arkinbHa rpyna moxe OyTn [oOaTkoBO 3aMilleHa ranoreHom), abo deHinebHy rpyny, abo ii
¢apmMaLeBTUYHO NMPUNHATHA Cifb;
(16) Cnonyka 3a bygb-skum 3 nn. (1)-(14), ge R gBnse coboto meTtun, eivum, H-Mponin, isonponin abo
TpudTopMeTUn, abo ii hapmaLeBTUYHO NMPUAHSITHA Cillb;
(17) Cronyka 3a n. (1), ae cnonyka, npeacTtasneHa dopmyroto (1), sBnsie coboto:
2-etun-3-{4-[3-(1-niponiguHin)nponokcu]deHrin}-4 (3H)-xiHazoniHoH,
2-meTun-3-{4-[3-(1-ninepuguHin)nponokcu]deHin}-4(3H)-xiHazoniHoH,
2-meTun-3-{4-[3-(1-niponiguHin)nponokcu]deHrin}-4 (3H)-xiHazoniHoH,
3-{4-[3-(nieTinamiHo )nponokcu]deHin}-2-meTnn-4-(3H)-xiHa3oniHoH,
2-metun-3-{4-[3-(2-metun-1-niponiauHin)npo nokcu]deHin}-4 (3H)-xiHazoniHOH,
3-{4-[3-(2,5-gumeTun-1-niponiguHin)nponokcu]deHin}-2-metmn-4 (3H)-xiHazoniHOH,
2-meTun-3-{4-[4-(1-ninepuamnHin)oyTokcu]deHrin}-4 (3H)-xiHasoniHoH,
3-{4-[3-(1-a3enaHin)nponokcu]deHin}-2-meTmn-4(3H)-xiHa3oniHoH,
3-{4-[3-(1-a30kaHin)nponokcu]deHin}-2-meTnn-4(3H)-xiHa3oniHoH,
2-meTun-3-{4-[3-(2-meTun-1-ninepuanHin)nponokcu]dgeHin}-4(3H)-xiHaszoniHoH,
2-meTun-3-{4-[3-(4-metun-1-ninepuanHin)nponokcu]dgeHin}-4(3H)-xiHaszoniHoH,
3-(4-{3-[(2R,6S)-2,6-gumeTn-1-nine puauHin]nponokcudeHin)-2-metmn-4 (3H)-xiHazoniHoH,
2-metun-3-{4-[3-(3-meTun-1-ninepuanHin)nponokcu]dgeHin}-4(3H)-xiHazoniHoH,
3-{4-[3-(3,5-anmeTnn-1-ninepuamnHin)nponokcu]deHin}-2-metmn-4 (3H)-xiHa3oniHoH,
2-metun-3-{3-[3-(1-ninepmnauHin)nponokcu]dpeHin}-4(3H)-xiHazoniHoH,
3-{3-6pom-4-[3-(1-ninepuamHin)nponokcu]deHrin}-2-etmn-4(3H)-xiHa3oniHoH,
2-metun-3-{4-[2-(1-ninepunguHin)eTokcu]deHin}-4(3H)-xiHazoniHoH,
2,5-anmeTun-3-{4-[3-(1-ninepuamnHin)nponokcu]deHin}-4 (3H)-xiHasoniHoH,
3-{4-[3-(1-ninepuanHin)nponokcu]dgeHin}-2-nponin-4 (3H)-xiHazoniHOH,
3-{4-[3-(1-ninepuanHin)nponokcu]deHin}-2-tpucdTopmeTn-4(3H)-xiHa3oniHOH,
2-izonponin-3-{4-[3-(1-ninepuaunHin)nponokcu]derin}-4 (3H)-xiHazoniHoOH,
2,6-gyumeTun-3-{4-[3-(1-ninepuauHin)nponokcu]deHin}-4 (3H)-xiHaszoniHoH,
7-xnop-2-meTtun-3-{4-[3-(1-ninepuaunHin)nponokcu]deHin}-4(3H)-xiHa3oniHoH,
2,8-gumeTun-3-{4-[3-(1-ninepunauHin)nponokcu]deHin}-4 (3H)-xiHaszoniHoOH,
2-e1un-5-metnn-3-{4-[3-(1-ninepunauHin)nponokcu]deHin}-4(3H)-xiHazoniHoH,
5-pT0op-2-MeTUn-3-{4-[3-(1-ninepuanHin)nponokcu]deHin}-4(3H)-xiHa3oniHoH,
5-xnop-2-meTtun-3-{4-[3-(1-ninepuaunHin)nponokcu]deHin}-4(3H)-xiHazoniHoH,
5-meToKeu-2-metnn-3-{4-[3-(1-ninepuauHin)nponokcu]deHin}-4(3H)-xiHazoniHoH,
5-rigpokcu-2-meTtun-3-{4-[3-(1-ninepuamHin)npo nokcu]deHin}-4 (3H)-xiHazoniHOH TpudTopaueTar,
2-meTun-3-{4-[3-(1-ninepuamnHin)nponokcu]deHin}-5-tpudpTopmeTnn-4(3H)-xiHa3oniHOH,
7-bT0op-2-MeTUn-3-{4-[3-(1-ninepuanHin)nponokcu]deHin}-4(3H)-xiHazoniHoH,
6-dbTop-2-MeTUn-3-{4-[3-(1-ninepuanHin)nponokcu]deHin}-4(3H)-xiHazoniHoH,
6,7-gndpTop-2-meTnn-3-{4-[3-(1-ninepuamnHin)nponokcu]derin}-4 (3H)-xiHazoniHoH,
6-6pom-2-meTun-3-{4-[3-(1-ninepunaunHin)nponokcu]deHin}-4(3H)-xiHazoniHoH,
6-xnop-2-meTtun-3-{4-[3-(1-ninepuamHin)nponokcu]deHin}-4(3H)-xiHazoniHoH,
6-meToKCU-2-MeTUN-3-{4-[3-(1-ninepuauHin)nponokcu]deHin}-4(3H)-xiHazoniHOH,
6,7-gumeTokcn-2-meTnn-3-{4-[3-(1-ninepmanHin)nponokcu]deHin}-4 (3H)-xiHazoniHoH,
8-xnop-2-metun-3-{4-[3-(1-ninepuamHin)nponokcu]deHin}-4(3H)-xiHazoniHoH,
8-meToKCU-2-MeTUN-3-{4-[3-(1-ninepuaunHin)nponokcu]deHin}-4(3H)-xiHazoniHoH,
2,6-gumeTun-3-{4-[3-(1-niponiguHin)nponokcu]deHin}-4(3H)-xiHazoniHoH,
2-etnn-5-metnn-3-{4-[3-(1-niponigmHin)nponokcu]deHin}-4(3H)-xiHazoniHoH,
5-dbTop-2-meTun-3-{4-[3-(1-niponiamHin)nponokcu]deHin}-4 (3H)-xiHazoniHOH,
2-metun-3-{4-[3-(1-niponiamHin)nponokcu]deHin}-5-tpudTopmeTni-4(3H)-xiHa3oniHOH,
5-xnop-2-meTtun-3-{4-[3-(1-niponiguHin)nponokcu]derin}-4 (3H)-xiHa3oniHOH,
2-emn-3-{4-[3-(1-niponiauHin)nponokcu]deHin}-4 (3H)-xiHa30miHOH,
2,5-gumeTun-3-{4-[3-(1-niponiguHin)nponokcu]deHin}-4(3H)-xiHasoniHoH,
2-metun-3-{4-[3-(1-ninepuamHin)nponokcu]deHin}nipngo[2,3-d]nipymig -4 (3H)-oH,
2-metun-3-{4-[3-(1-niponiamHin)nponokcu]derininipnao[2,3-d]nipumignH-4 (3H)-oH,



6-xrop-2-metun-3-{4-[3-(1-niponiguHin)nponokcu]deHin}nipngo[3,4-dnipumignH-4(3H)-oH,
2-metun-3-{4-[3-(1-ninepuaunHin)nponokcu]deHin}nipnao[3,4-d]nipymig mH-4 (3H)-oH,
2-meTtun-3-{4-[3-(1-niponignHin)nponokcu]derin}nipnao[4,3-d]nipumignH-4 (3H)-oH,
2-metun-3-{4-[3-(1-ninepuaunHin)nponokcu]deHin}nipnao[4,3-d]nipymig H-4 (3H)-oH,
2-meTtun-3-{2-[3-(1-ninepuamHin)nponokcu]-5-nipymignHin}-4 (3H)-xiHazoniHoH,
2,5-gumeTnn-3-{2-[3-(1-ninepuguHin)nponokcu]-5-nipumignHiny-4 (3H)-xiHasoniHoH,
2-etun-3-{4-[3-(1-ninepuaunHin)nponokcu]deHintnipnao[2,3-d]nipumianH-4 (3H)-oH,
6-xrop-2-etun-3-{4-[3-(1-ninepuauHin)nponokcu]deHin}nipngo[3,4-dnipumiamH-4 (3H)-oH,
6-xrop-2-etn-3-{4-[3-(1-niponiguHin)npo nokcu]deHintnipnao[3,4-dnipumianH-4(3H)-oH,
2-ervun-3-{4-[3-(1-ninepuguHin)nponokcu]deHrin}nipnao[3,4-dnipumignH-4(3H)-oH,
2-en-3-{4-[3-(1-niponiguHin)nponokcu]deHin}nipnao[3,4-d]nipumignH-4(3H)-oH,
2-en-3-{4-[3-(1-ninepuauHin)nponokcu]deHrin}nipuao[4,3-dnipyumiamn-4 (3H)-oH,
2-en-3-{4-[3-(1-niponiguHin)nponokcu]deHin}nipuao[4,3-d]nipumignH-4(3H)-oH,
6-xnop-2-meTtun-3-{4-[3-(1-ninepuaunHin)nponokcu]deHin}nipugo-[3,4-d]nipumignH-4 (3H)-oH,
3-{4-[3-(1-ninepmauHin)npo nokcu]deHin}-4 (3H)-xiHaszoniHoH,
6-(aueTmnamiHo)-2-meTnn-3-{4-[3-(1-ninepugnHin)nponokcu]deHin}-4 (3H)-xiHasoniHoH,
6-(byTpmnamiHo)-2-meTtnn-3-{4-[3-(1-ninepunauHin)npo nokcu]deHin}-4 (3H)-xiHaszoniHoH,
6-(rekcaHoinamiHo )-2-meTtnn-3-{4-[3-(1-nine puauHin)nponokcu]deHin}-4 (3H)-xiHaszoniHoH,
6-(6eH3oinamiHo )-2-meTnn-3-{4-[3-(1-nine puamnHin)nponokcu]deHin}-4 (3H)-xiHazoniHOH,
6-[(2-dbeHinaueTnn)amiHo]-2-meTnn-3-{4-[3-(1-nine puguHin)npo nokcu]deHin}-4 (3H)-xiHaszoniHoH,
6-(2-HadbTONamiHO )-2-MeT-3-{4-[3-(1-ninepuauHin)npo nokcu]deHin}-4 (3H)-xiHasoniHOH,
2-meTun-6-[(MeTuncynbdoHin)amiHo]-3-{4-[3-(1-ninepuamHin)nponokcu]deHin}-4 (3H)-xiHazoniHOH,
2-meTun-6-[(MeTuncynbdoHin)amiHol-3-{4-[3-(1-niponiguHin)nponokcm]deHin}-4 (3H)-xiHa3oniHoH,
7-(aueTmnamiHo)-2-meTnn-3-{4-[3-(1-ninepmanHin)nponokcu]deHin}-4 (3H)-xiHa3oniHoH,
7-(6yTvpmnamiHo)-2-meTtnn-3-{4-[3-(1-ninepunauHin)npo nokcu]deHin}-4 (3H)-xiHaszoniHoH,
7-(rexcaHoinamiHo )-2-metnn-3-{4-[3-(1-nine puguHin)nponokcu]deHin}-4 (3H)-xiHasoniHoH,
7-(6eH3oinamiHo )-2-meTnn-3-{4-[3-(1-ninepuamnHin)nponokcu]deHin}-4 (3H)-xiHazoniHOH,
7-[(2-dbeHinauetnn)amiHo]-2-meTnn-3-{4-[3-(1-nine puguHin)npo nokcu]deHin}-4 (3H)-xiHasoniHoH,
7-(2-HadbTONamiHo )-2-meTnn-3-{4-[3-(1-ninepuaunin)npo nokcu]deHin}-4 (3H)-xiHasoniHoH
6-[aueTvn(meTnn)amiHo]-2-meTnn-3-{4-[3-(1-ninepuguHin)nponokcu]deHin}-4 (3H)-xiHasoniHoH,
2-meTun-6-deHin-3-{4-[3-(1-ninepugnHin)nponokcu]deHin}-4 (3H)-xiHasoniHoH,
2-meTnn-6-(4-metnndeHin)-3-{4-[3-(1-ninepuauHin)npo nokcu]deHin}-4 (3H)-xiHasoniHoH,
2-meTnn-6-(3-metnndeHin)-3-{4-[3-(1-ninepuauHin)npo nokcu]deHin}-4 (3H)-xiHasoniHoOH,
2-meTun-6-(2-metnndeHin)-3-{4-[3-(1-ninepuauHin)npo nokcu]deHin)-4 (3H)-xiHasoniHoH,
2-meTun-3-{4-[3-(1-ninepuamnHin)nponokcu]derin}-6-(3-nipuaun)-4(3H)-xiHazoniHoH,
2-meTun-3-{4-[3-(1-ninepuamnHin)nponokcu]derin}-6-(4-nipuaun)-4 (3H)-xiHazoniHoH,
2-meTun-5-deHin-3-{4-[3-(1-ninepmgnHin)nponokcu]deHin}-4 (3H)-xiHasoniHoH,
2-meTun-3-{4-[3-(1-ninepuamnHin)nponokcu]derin}-6-(2-nipuaun)-4 (3H)-xiHazoniHoH,
3-{4-[(1-umknobyTnn-4-ninepunguHin)okcu]deHin}-2-metmn-4(3H)-xiHa3oniHoH,
3-{4-[(1-umknoneHTnn-4-ninepuanHin)okcu]derin}-2-meTnn-4(3H)-xiHazoniHoH,
3-{4-(1-uvknorekcun-4-ninepuamnHinokcu)derin}-2-meTnun-4(3H)-xiHazoniHoH,
3-{4-(1-i3onponin-4-ninepuamnHinokcun)deHin}-2-metmn-4(3H)-xiHazoniHoH,
3-{4-(1-eun-4-ninepuaunHinokcun)deHin}-2-metmn-4(3H)-xiHazoniHoH,
3-{4-(1-6yTnn-4-ninepuguHinokcun)deHin}-2-metnn-4(3H)-xiHa3oniHoH,
3-{4-[(1-umknoneHTnN-4-ninepmguHin)okculdeHin}-2-meTmn-5-tpucb Topme -4 (3H)-xiHa3xo MiHOH,
3-{4-(1-uvknoneHTMN-4-ninepuauHinokcun)deHriny-2,5-aume Tnin-4(3H)-xiHa3oniHOH,
7-xnop-3-{4-[(1-umkno neHTnn-4-ninepuguHin)okcu]deHin}-2-metmn-4 (3H)-xiHazoniHoH,
3-{4-[(1-Uukro neHTun-4-ninepuaunHin)okcu]deHin}-2,6-amme tnin-4(3H)-xiHa3oniHOH,
6-xnop-3-{4-[(1-umkno neHTnn-4-ninepuguHin)okculdeHin}-2-meTmn-4 (3H)-xiHazoniHoH,
3-{4-[(1-umknoneHTMN-4-ninepuanHin)okcu]deHin}-6-meTokcn-2-me -4 (3H)-xiHa3xoniHOH,
3-{4-[(1-umknoneHTMR-4-ninepmauHin)okculderin}-2-meTnnnipnao[2,3-dnipymignH-4 (3H)-oH,
3-{4-[(1-umknoneHTMN-4-ninepmauHin)okculderin}-2-meTunnipnao[4,3-dnipymignH-4 (3H)-oH,
6-xrnop-3-{4-[(1-umkno neHTn-4-ninepuguHin)okculdeHin}-2-meTunnipnao|[3,4-d]nipymig H-4 (3H)-oH,
3-{4-[(1-umknoneHTMR-4-ninepmgnHin)okculderin}-2-meTnnnipnao([3,4-dnipymignH-4 (3H)-oH,
3-{4-[(1-umknobyTnn-4-ninepuguHin)okcudeHin}-2,5-gumemn-4 (3H)-xiHaszoniHoH,
3-{4-[(1-umknobyTnn-4-ninepmguHin)okcudeHin}-5-meTokcn-2-meTmn-4 (3H)-xiHa3oniHoH,
3-{4-[(1-umknobyTnn-4-ninepuguHin)okcu]deHin}-2-meTmn-5-tpudp Ttopme Tmn-4 (3H)-xiHazoniHoH,
5-xnop-3-{4-[(1-umknobyTnn-4-ninepuguHin)okcu]deHin}-2-metnn-4(3H)-xiHazoniH,
3-{4-[(1-umknobyTnn-4-ninepuguHin)okcudeHin}-2-meTunnipnao[4,3-dnipymig H-4 (3H)-oH,
3-{4-[(1-umknobyTnn-4-ninepmguHin)okcu]deHin}-2-eTunnipmugo[4,3-d]nipumiamH-4 (3H)-oH,
3-{4-[(1-umknobyTnn-4-ninepuguHin)okcudeHin}-2-meTunnipnao[2,3-dnipymig H-4 (3H)-oH,
3-{4-[(1-umknobyTnn-4-ninepmguHin)okcu]deHin}-2-eTunnipmgo[2,3-d]nipumiamH-4 (3H)-oH,
6-xrop-3-{4-[(1-unknobyTun-4-ninepuaunin)okculderin}-2-metmnnipnao[3,4-dnipumignn-4 (3H)-oH,
6-xrop-3-{4-[(1-uvknobyTun-4-ninepunaunin)okcu]derin}-2-etnnipnao[3,4-dnipumignn-(3H)-oH,
3-{4-[(1-umknobyTnn-4-ninepuguHin)okcu]deHin}-2-meTunnipnao([3,4-dnipymig H-4 (3H)-oH,
2-peHin-3-{4-[3-(1-ninepuamnHin)nponokcu]derin}-4 (3H)-xiHazoniHoH,
uuc-2-memn-3-(4-{[4-(1-niponignHin)uukrnorekcunjokcudeHin)-4 (3H)-xiHa3oniHoH,
TpaHc-2-menn-3-(4-{[4-(1-niponignHin)uvknorekcunjokcudeHin)-4 (3H)-xiHa3oniHoH,
3-{4-[(1-umknoneHTMN-3-niponiguHin)okcun] derin}-2-meTnn-4(3H)-xiHasoniHoH,
3-{4-[(1-umknobyTnn-3-niponianHin)okculdeHin}-2-metmn-4(3H)-xiHa3oniHOH,
3-{4-[(1-umknoneHTUN-4-a3enaHin)okcu]deHin}-2-meTmn-4 (3H)-xiHa3oniHoH,
3-{4-[(1-umknobyTnn-4-a3enaHin)okcu]deHin}-2-meTmn-4 (3H)-xiHasoniHoH,
3-metun-2-{4-[3-(1-ninepmnguHin)nponokcu]deHin}-1(2H)-izoxiHoniHOH,



2-{4-[(1-umknobyTun-4-ninepunauHin)okcu]deHin}-3-metmn-1(2H)-isoxiHoniHOH,

2-metun-3-[4-{[3-(1-niponigmHin)ymknoneHtmnjokcudeHin]-4 (3H)-xiHazoniHOH,

2-etn-3-(4-{3-[(3S)-3-meTunninepuaunH-1-in]nponokcuideHin)nipnao[2,3-d]nipymig H-4 (3H)-oH,
2-metun-3-(4-{3-[(3S)-3-meTunninepuaunH-1-in]nponokcuideHin)nipngo[4,3-1]nipumig H-4 (3H)-oH,
3-{4-[(1-umknobyTHnnine pnamH-4-injokcu]deHin}-5-bTop-2-meTnn-4(3H)-xiHa3oniHoH,

3-{4-[(1-umknobyTnnnine pnamH-4-injokcu]deHin}-7-hTop-2-MmeTnn-4(3H)-xiHa3oniHoH,

3-{4-[(1-umknobyTMnnine puamH-4-in)okcu]deHin}-6-meTokcn-2-me TMn-4 (3H)-xiHa3oniHoH,

3-{4-[(1-umknobyTHnnine pnamH-4-in)okcu]deHin}-6-bTop-2-meTnn-4(3H)-xiHa3oniHoH,

3-{4-[(1-umnknobyTHnnine puamH-4-injokcu]deHin}-8-thTop-2-meTnn-4(3H)-xiHa3oniHoH,

3-{4-[(1-umknobyTMANine puamH-4-in)okcu]deHin}-6-cbTop-2-meTnnipnao[3,4-dJnipumignH-4 (3H)-oH,

6-meToKCU-2-MeTnn-3-{4-[3-(1-ninepuaunHin)nponokcu]deHin}nipunao[3,4-d]nipymignH-4 (3H)-oH,

6-meToKCU-2-MeTnn-3-{4-[3-(1-niponignHin)npo nokculderin}nipnao([3,4-d]nipumignH-4 (3H)-oH,
5-meTokcu-2-metn-3-(4-{3-[(3S)-3-meTunnine puant-1-injnponokcuideHin)-4 (3H)-xiHazoniHoH,
7-meTokcu-2-meTnn-3-(4-{3-[(3S)-3-metunnine puamH-1-injnponokcu}deHin)-4 (3H)-xiHazoniHoH,
2-meTtun-3-(4-{3-[(3S)-3-meTunninepunauH-1-in]nponokcuideHin)nipnao[2,3-d]nipumigH-4 (3H)-oH,
5-pT10op-2-MeTn-3-(4-{3-[(2R)-2-meTnnniponignH-1-injnponokcutdeHin)-4 (3H)-xiHasoniHoH,
2-vmetun-3-(4-{3-[(2R)-2-metnnniponiann-1-injnponokcuideHin)nipngo[4,3-dnipumignH-4 (3H)-oH,
6-meToKCU-2-MeTUN-3-(4-{3-[(2R)-2-meTunniponignH-1-injnponokcuideHin)-4(3H)-xiHasoniHoH abo
6-meTOoKCU-2-MeTUN-3-(4-{3-[(2S)-2-MmeTUNniponiguK-1-in)npo nokcudeHrin)-4 (3H)-xiHazoniHoOH, abo )
dapMaLeBTUHHO NMPUAHATHY Cifb;

(18) Cronyka 3a n. (1), ge cnonyka, npeactasneHa dpopmynoto (1), senge coboto 3-{4-[(1-unknobytnn-4-
ninepuaunHin)okcu]denin}-2-etunnipugo[2,3-d]nipymignH-4 (3H)-oH abo noro dhapmaueBTUYHO NPUAHSATHY Ciflb;

(19) Cronyka 3a n. (1), ge cnonyka, npeactasneHa dpopmynoto (), sende coboto 3-{4-[(1-unknobytnn-4-
ninepuaunHin)okculdeHin}-2-metunnipugo[4,3-d]nipymignH-4 (3H)-oH abo noro dapmaueBTUHHO NPUAHSTHY Ciflb;

(20) Crnonyka 3a n. (1), ge cnonyka, npeactaeneHa dopmynoto (1), sense coboto 2-eimn-3-(4-{3-[(3S)-3-
mMeTunninepuauH-1-injnponokcutdeHin)nipngo[2,3-dlnipumignH-4(3H)-oH abo 1oro dapmMaueBTUHHO MPUAHATHY
Cinb;

(21) Cronyka 3a n. (1), ge crnonyka, npeacTasneHa cdopmyroto (1), aBnse coboto 2-meTnn-3-(4-{3-[(3S)-3-
mMeTunninepuauH-1-injnponokcudeHin)nipngo[4,3-dlnipumignH-4(3H)-oH abo 1oro dapMaueBTUYHO MPUAHATHY
Cinb;

(22) Cronyka 3a n. (1), ge cnonyka, npeactasneHa dpopmynoto (I), saenge coboto 3-{4-[(1-umknobyTnn-4-
ninepugunHin)okculdenin}-2,5-gumetun-4(3H)-xiHazoniHoH abo 1ioro hapmaueBTUHHO MPUAHATHY Ciflb;

(23) Cronyka 3a n. (1), ge cnonyka, npeactasneHa dpopmynoto (I), saenge coboto 3-{4-[(1-umknobytnn-4-
ninepugunHin)okculderin}-2-metnn-5-tpudtropmeTn-4(3H)-xiHazoniH abo noro dapmMaueBTUHHO NPUAHATHY Ciflb;

(24) Cronyka 3a n. (1), ge cronyka, npeactaeneHa cdopmynoto (I), aenge coboto 3-(4-[(1-umknobytmnn-4-
ninepuaunHin)okculdeHrin}-5-metokcun-2-me -4 (3H)-xiHasoniHoH abo noro hapmaueBTUHHO NPUMAHSITHY Ciflb;

(25) Cronyka 3a n. (1), pe cnomyka, npegcTtaBneHa dopmyroo (I), sBnse cobow  3-{4-[(1-
uukno6yTunnine puaunH-4-in)okcu]deHin}-5-ptop-2-metnn-4(3H)-xiHazoniHoH abo noro  papmaueBTUHHO
MPUIAHSITHY Ciflb;

(26) Cronyka 3a n. (1), ge cnomyka, npegcTtaBneHa dopmyroto (l), sBnse cobow  3-{4-[(1-
Linkno6ytunninepuanH-4-injokcu]dpeHin}-7-dp1op-2-metun-4(3H)-xiHasoniHoH  abo  Woro  dhapMaueBTUYHO
MPUIAHSITHY Ciflb,

(27) Cronyka 3a n. (1), pe cnomyka, npegcTtaBneHa dopmyroo (l), sBnse cobow  3-{4-[(1-
Linkno6ytunninepuanH-4-injokcu]deHin}-6-metokeu-2-metnin-4(3H)-xiHasoniHoH abo  1ioro  dhapmMaueBTUYHO
MPUAHATHY Cifb;

(28) Cronyka 3a n. (1), pe cnomnyka, npegcTtaBneHa dopmyroo (l), sBnse cobow  3-{4-[(1-
uukno6yTtunnine puaunt-4-in)okculdenin}-6-prop-2-metnn-4(3H)-xiHazoniHoH  abo moro  papmaueBTUHHO
MPUMAHATHY Cifb;

(29) Cronyka 3a n. (1), pe cnonyka, npeAacTtasneHa dopmynoo (l), sBnse coboto 3-{4-[(1-
uukno6ytunnine pugunx-4-in)okcu]denin}-8-prop-2-metnn-4(3H)-xiHasoniHoH  abo noro  dpapmaueBTU4HO
MPUMAHATHY Cifb;

(30) Cronyka 3a n. (1), ge crnonyka, npeactasneHa dopmyrnoto (1), aense coboto 3-{4-[(1-umknoneHTU-4-
ninepuaunHin)okculderin}-2-metunnipnao[4,3-dnipumignH-4(3H)-oH abo noro dapmMaueBTUYHO MPUAHATHY Cifb;

(31) Cronyka 3a n. (1), pe cnonyka, npeAacTtasneHa dopmynoo (I), sBnse coboto 3-{4-[(1-
umkno6yTunnine puaunt-4-in)okeu]deHin}-6-prop-2-metvnnipngo(3,4-dnipumignH-4(3H)-oH abo noro
hapMaLeBTUHHO MPUAHATHY Cillb;

(32) Cronyka 3a n. (1), ge cnonyka, npefcTasneHa dopmyrnoto (), saBnse coboto 3-{4-[(1-uuknobyTn-4-
ninepuaunHin)okculderin}-2-etunnipnao[4,3-djnipumignH-4(3H)-oH abo noro dapmMaLeBTUYHO MPUAHATHY Cifb;

(33) Crnonyka 3a n. (1), e crnonyka, npegcTasneHa dopmyroto (1), ABnsie coboto 6-meTokeu-2-meTnn-3-{4-[3-
(1-ninepuawnHin)nponokcu]deHin}nipngo(3,4-dJnipumiann-4 (3H)-oH abo oro hapmaueBTUHHO MPURHATHY Ciflb;

(34) Crnonyka 3a n. (1), ge crnonyka, npeacTtasneHa dopmyroto (1), AsBnsie coboto 6-meTokeu-2-meTun-3-{4-[3-
(1-niponiguHin)npo nokcu]deHintnipuao[3,4-d]nipumianH-4(3H)-oH abo oro dhapmaueBTUHHO MPUIRHATHY Ciflb;

(35) Cronyka 3a n. (1), Ae cnonyka, npegactasneHa dopmyrnoto (1), sense coboto 2,5-gumeTnn-3-{4-[3-(1-
niponiguHin)nponokculdeHin}-4(3H)-xiHazoniHoH abo 1ioro hapmaueBTUYHO NPUNHATHY CiMb;

(36) Cronyka 3a n. (1), ge cnonyka, npegctaBneHa copmynoto (1), sBnse coboto 2-metnn-3-{4-[3-(1-
niponiguHin)nponokculdeHin}-5-tpudTopmeTun-4(3H)-xiHasoniHoH abo 1oro hapmaueBTUYHO MPUIHATHY Cinb;

(37) Crnonyka 3a n. (1), 4e cnonyka, npeacTasneHa dopmyroto (1), sensie coboto 5-dpTop-2-metmn-3-{4-[3-(1-
ninepuauHin)nponokcu]deHrin}-4 (3H)-xiHazoniHoH abo oro hapmaLeBTUHHO NPUAHSATHY Cillb;

(3S) Cronyka 3a n. (1), ge cnonyka, npeacTtasneHa gopmyrnoto (1), sensie coboto 6-meTokeu-2-meTun-3-{4-[3-
(1-ninepuanHin)nponokcu]dgeHiny-4(3H)-xiHazoniHOH abo 1Moro hapmaueBTUHHO NMPURHATHY Cillb;

(39) Crnonyka 3a n. (1), Ae cnonyka, npegcTasneHa popmyrnoto (1), aBnge coboto S-meTokeu-2-meTun-3-(4-{3-
[(3S)-3-meTunninepmanH-1-injnponokcu}deHin)-4(3H)-xiHazoniHoH abo #oro hapmaueBTUHHO MPUNHATHY Cifb;

(40) Crnonyka 3a n. (1), A4e cnonyka, npegcTasneHa popmyrnoto (1), aBnge coboto 7-meTokeu-2-meTun-3-(4-{3-



[(3S)-3-meTunninepuamH-1-injnponokcuideHin)-4(3H)-xiHasoniHoH abo 1ioro hapmaueBTUYHO NPUIHATHY CiMb;

(41) Cronyka 3a n. (1), ge crnonyka, npeactasneHa gopmyrnoto (1), aense coboto 2-meTnn-3-(4-{3-[(3S)-3-
mMeTunninepuguH-1-injnponokcuideHin)nipngo[2,3-dJnipumignH-4(3H)-oH abo 1noro dapmMaueBTU4YHO MPUAHATHY
Cifnb;

(42) Cronyka 3a n. (1), ge cnonyka, npegctasneHa dopmyrnoto (1), sBnse coboto 5-ptop-2-meTnn-3-(4-{3-
[(2R)-2-memunniponiguH-1-injnponokcu}deHin)-4(3H)-xiHazoniHoH abo noro hapmaueBTUHHO MPUAHSATHY Ciflb;

(43) Cronyka 3a n. (1), ge cnonyka, npeacTtasneHa cdopmynoto (1), aBnse coboto 2-metun-3-(4-{3-[(2R)-2-
MeTunniponiguH-1-injnponokcuideHin)nipugo[4,3-dJnipumiauH-4(3H)-oH abo 1oro capmaleBTUHHO MNPUAHATHY
Cinb;

(44) Crnonyka 3a n. (1), Ae crnonyka, npeacTtasneHa cdopmynoto (1), aBnse coboto 6-meTokeK-2-meinn-3-(4-{3-
[(2R)-2-meTtunniponiguH-1-injnponokcuideHin)-4(3H)-xiHazoniHoH abo 1oro gpapmaneBTUYHO NPUAHATHY Cifb;

(45) Crnonyka 3a n. (1), e crnonyka, npeacTtasneHa cdopmynoto (1), aBnse coboto 6-meTokeK-2-meinn-3-(4-{3-
[(2S)-2-meTunniponiguH-1-in]nponokcn}deHin)-4 (3H)-xiHazoniHoH abo oro hapmaLeBTUYHO NPUAHATHY Cillb.

Cronyka abo cinb 3a 6yap-akvm 3 nn. (1)-(45) aie ax aHTaroHicT abo 3BOPOTHWI aroHicT rictTamiHoBoro H3
peuernmopa. |HWMMK croBamu, AaHWA BWHaxXid TakoX nNpeacTaBMsie aHTaroHICT abo 3BOPOTHMIA  aroHicT
rictamiHoBoro H3 peuentopa, WO cKknagaeTbcs i3 crnonykn 3a 6yab-akum 3 nn. (1)-(45) abo ii hapmaueBTUYHO
MPUMAHSTHOT CONi.

3rigHO 3 gaHUMKM caMuX OCTaHHIX AochifXeHb, rictamiHoBi H3 peuentopu Oyxe akTUBHI B peLuenTopHMX
KMiTMHaXx i TkaHMHax abo B MeMOpaHHMX hpaKkuisix, BUAINEHNX 3 PELENTOPHUX KNITUH i TKAHWH, i BOHU MOCTINHO
aKTVBHI B XXMBOMY OpraHi3aMi (eHOoreHHi paktopw, Hanpwknag, akTUBHICTb, LIO CMOCTepiracTbCs 3a BiACYTHOCTI
rictamiHy) [avB., Hanpuknag, Nature, Vol.408, p.860]. [Mosigomnsamocs, WO Taka MOCTiHA aKTUBHICTb
MPUrHIYYETECA 3BOPOTHUMW  aroHicTamu. Hanpuknag, nocTinHa akTUBHICTL ayTopeuerntopa MpPUrHiYyeTbCs
Tionepamigom abo uunpokcudaHoMm, i B pe3ynbTaTi akTUBYETbCS BUBINlbHEHHS HEMPOTPAHCMITEPIB 3 CUHANTUYHNX
3akKiH4eHb, TOOTO BUBINbHEHHS | BiOAiNEHHsI ricTamiHy.

Ha wypax, Ha OCHOBiI Toro dakTy, L0 BWUCOKOCENEKTUBHWIA iHriGIiTOp (epmMeHTy CuHTe3y TrictamiHy
(ricTmauHaekapbokcunasy) HeraTMBHO BMAMBAE Ha MpoUec HecrnaHHs, Oyrno rnokasaHo, WO Aia rictamiHy
HarnpaBrieHa Ha perynioBaHHA MOTVBOBAHOIO HechaHHs. Y Kiwok BBeAeHHs (R)-(o)-metunrictamiHy, skun €
aroHictoMm rictamiHoBoro H3 peuenTtopa, nocwrnoe rmuboKuMA MOBINbHWM COH [AMB., Hanpuvknag, Brain Research,
Vol.523, p.325 (1990)].

3 iHworo 6oky, Tionepamig, SKui € aHTaroHicToMm abo 3BOPOTHUM aroHiCTOM ricTamiHoBoro H3 peuenTopa,
MOCUIMIOE HECMaHHSA [0303arNeXXHUM YMHOM. TakoX Tionepamig 3meHwye noBinbHy xBumo REM-cHy [aouB.,
Hanpwuknag, Life Science, Vol.48, p.2397 (1991)]. Kpim Toro, Tionepamig abo GT-2331, akun € aHTaroHictom abo
3BOPOTHUM aroHIiCToM rictamiHy H3, 3MeHLLye eMOTUBHY KaTanencito i COH y CTpax4alunx Ha Hapkorencito cobak
[ovB., Hanpwknag, Brain Research, Vol.793, p.279 (1998)].

Taki BigkpUTTA KaxyTb Mpo Te, Wwo H3 peuentopu 6epyTb yyacTs B perynsuii HeCMaHHSA-COH i po3nagax CHy,
WO Aae OCHOBY nepenbaunty, Lo CENEeKTUBHI aroHIiCTW, aHTaroHicTM abo 3BOPOTHI aroHicTM H3 moxyTb Gytn
KOPUCHUMU AnA nNpopinakTukn i fikyBaHHA pO3rafiB CHY i CTaHiB, L0 CYMPOBOSKYOTbCHA pPO3fadoM CHY
(Hanpuknag, igionatnyHa rinepCcoMHis, FiNepCoOMHIs, O MOBTOPHETLCH Yac Big Yacy, NPUPOMKeHa rinepCoMHis,
HapKornencisi, NopyLIeHHs1, NOB'A3aHi 3 NepioguYHNUM PYXOM KiHLIBOK YBi CHi, CUHOPOM arnHoe YBi CHi, MOpyLUeHHS
UMPKaZHOTO PUTMY, CUHOPOM XPOHIYHOI BTOMM, MopylleHHs weuakoro cHy (REM-cHy), ctapeye 6e3COHHS,
BiCYTHICTb CHY Yy MpaLloluuX B HiYHY 3MiHy, igionaTuyHe ©6e3CoHHS, 6e3COHHS, L0 MOBTOPHETLCH Yac Bid Yacy,
npupomKeHe 6e3CoHHA, Aenpecis | CMHAPOM iHTerpauii AUCYHKLIN).

Tomy crnonyka abo cine 3a Oygb-akum 3 nn. (1)-(45), ska gie gk aHTaroHict abo 3BOpOTHWI aroHicT H3
peuenTopa, Sk nepegbavaloTb, € KOPUCHOK AN NPOoMiMakTuUKM i fikyBaHHS po3nadiB CHy i CTaHiB, Lo
CYNpPOBOSKYIOTbCS PO3I1agoM CHY.

Y wypiB BBeAeHHs Tionepamigy abo GT-2331, skuin € aHTaroHicTom abo 3BOPOTHUM aroHiCTOM ricTamiHy H3,
nikye nopyLleHHsl, NoB'A3aHi 3 He3gaTHiCTIoO 40 HaeyaHHA (LD), rinepkiHesieto i gedpiumtom ysarn (ADHD) [guB.,
Hanpwuknag, Life Science, Vol.69, p.469 (2001)]. Y wypiB BBeAeHHsi (R)-(a)-meTunarictamiHy, SiKMn € aroHicTOM
rictamiHoBoro H3 peuenTtopa, noripwye 34aTHICTe A0 PO3Mi3HaBaHHS | HaBYaHHsSI y BUNPOOYBaHHI po3nisHaBaHHS
o6'ekTa i BUNPoOyBaHHi Mac1BHOI NepeLLKoau.

3 iHworo 6oky, Tionepamid, Sk € aHTaroHicTom abo 3BOpPOTHUM aroHicTom rictamiHy H3, BigHoBnoe
MoripLIeHHst Mam'sATi, BUKIMKAHE Jikapcbkum 3acoboM ckormonamiHoM y BuMpoOyBaHHI iHAYKUiT amHesil,
[0303anexH1UM YmHoM [auB., Hanpwuknad, Pharmacology, Biochemistry and Behavior, Vol.68, p.735 (2001)].

Taki BigKpuTTA JaloTb MigcTaBy nepenbaynTty, WO aHTaroHicT abo 3BOPOTHI aroHicTu rictamiHoBoro H3
peuenTopa MOXyTb OyTv KOpUCHI AN NpodpinakTukm i NikyBaHHA He34aTHOCTI A0 3anam'aTOBYBaHHS/HABYaHHS i
3axBOpPIOBaHb, LIO CYNPOBOMKYIOTbCS He3OaTHICTIO [0 3anam'sAToBYBaHHs/HaBYaHHA, Takux $K xBopoba
Anburenmvepa, xsopoba NapkiHcoHa abo posnag AediunTy yBaru/rinepkiHesii.

Tomy crnonyka abo cinb 3a Oyap-skum 3 nn. (1)-(45), sk nepenbayaoTb, € KOPUCHOK ANA MPOodINakTUKK i
niKyBaHHA He34aTHOCTI A0 3anam'aToBYBaHHS/HABYaHHS i 3axXBOPHOBaHb, LU0 CYNPOBOSKYIOTbCHA He3OaTHICTIO A0
3anam'sAToByBaHHs/HaBYaHHS.

Y wWypiB iHTpPaBEHTPUKYNApHE BBEAEHHA T[iCTaMiHy MPUrHiYye Xap4yoBYy MOBEAiHKY, WO JAae niacTasu
nepenbaunTy, Wo rictamiH 6epe ydacTb B perynsiuii xap4oBoi noBeiHkv [amB., Hanpuknag, Journal of Physiology i
Pharmacology Vol.49, p.191 (1998)]. OiiicHo, Tiomepamid, SIKWA € aHTaroHiCToM abo 3BOPOTHWMM aroHiCTOM
ricramiHy H3, npurHivye xapyoBy TroOBefiHKY [0303aneXHUM YMHOM, a TaKoX Chpusie BUBINIbHEHHIO
iHTpauepebpanbHoro rictamiHy [AvB., Hanpwknag, Behavioral Brain Research, Vol.104, p.147 (1999)].

Taki BigKpuTTA galoTb nigctaBu nepegbadntu, Wo rictamiHoBi H3 peuenmopu Gepyts ydyacts B perynsuii
XapyoBOi MOBEiHKW, i WO aHTaroHicTu abo 3BOpOTHI aroHicTu rictamiHy H3 MoxyTb ©OyTM KOpuUCHUMK Anis
NPOiNakTUKK i NiKyBaHHsi 3aXBOPIOBaHb OOMiHY PEYOBUH, TaKMX SK MOPYLUEHHS Xap4OBOi NOBEAIHKM, OXUPIHHS,
LyKpoBWI AiabeT, Kaxekcis i rinepninigemis.

Tomy crnonyka abo cinb 3a 6yab-skum 3 nn. (1)-(45), sk nepegbayaloTb, C KOPUCHOK ANA NPOdINaKTUKK i
MiKyBaHHS TaknMx 3axBOptoBaHb 0OMiHy pe4OBUH.

Y wypiB BBeaeHHs (R)-(o)-mMeTunrictamiHy, SiKMin € aroHicToM rictamiHoBoro H3 peuenropa, 3HWxKye 6a3oBuii



JiacToniYHUIA TUCK 40303aneXXHUM YMHOM. Taka Aisi aHTaroHi3yeTbCs Tionepamigom, siKWi € aHTaroHictom abo
3BOPOTHUM aroHictom rictamivy H3 [guB., Hanpuknag, European Journal of Pharmacology, Vol.234, p.129 (1993)].

Taki BigkpuTTA gatoTb nigctaBu nepeabdbadntu, wWo rictamiHosi H3 peuentopu 6epyTb y4acTe B perynsuii Tucky
KPOBI, CEpLEBUX CKOPOYEHb i XBUIIMHHOIO CepLEeBO-CYAUHHOIO BUKMAY, | WO aroHiCTW, aHTaroHicTu abo 3BOPOTHI
aroHicTu rictamiHoBoro H3 peuentopa MOXyTb OYTW KOPUCHUMMW ANs NpOinakTVKK i NiKyBaHHS 3axBOPOBaHb
cucteMm KpoBoobiry, Takoi sk rinepTeHsist i pisHi npobnemu cepus.

Tomy crnonyka abo cinb 3a 6yab-akum 3 nn. (1)-(45), Ak nepeabayaloTe, € KOPUCHOK ANA NPOodinNakTUKK i
iKyBaHHs1 TakMx 3aXBOPIOBaHb CUCTEMM KPOBOODIry.

Y muwen Tionepamig, SKMA € aHTaroHicToMm abo 3BOPOTHMM aroHicToM rictamiHy H3, mpurHidye cygomm,
BMKIMUKaHI CTUMYIALIEI0 eneKkTpowokom, abo eninenTuyHi yaapw, BUKIMKaHi neHTuneHTeTpasorniom (PTZ),
[0303anexHuM YmHoMm, [auB., Hampuknag, European Journal of Pharmacology, V p.129 (1993), i Pharmacology,
Biochemistry and Behavior, Vol.68, p.735 (2001)].

Taki BiokpuUTTS JatoTb MigCcTaBy nependaynti, WO aHTaroHicT abo 3BOPOTHI aroHicTy rictTamiHy H3 MoxyTb
OyTV KOpUCHUMM ANst NPOINaKTUKK i fikyBaHHS eninencii abo ueHTpanbHMX CyaoM.

Tomy crnonyka abo cinb 3a 6ygb-akum 3 nn. (1)-(45), Ak nepeabayaloTe, € KOPUCHOK ANA NPOodinNakTUKK i
NiKyBaHHs1 Takoi eninencii abo LueHTpanbHWUX CyaoMm.

IHWMMK crnoBamu, JaHwiA BuHaxig, Kpim Toro, mnpeActaense 3acié ana npodinaktmku abo miKyBaHHSA
3axBOpPOBaHHS 0OMiHy pe4OBMH, 3aXBOPIOBaHHS CMCTEMM KPOBOOGIry abo 3axBoptoBaHHS HEPBOBOI CUCTEMM, SIKUN
MICTUTb K aKTUBHWUI iHrpedieHT cnonyky 3a 6yab-skum 3 nn. (1)-(45) abo ii hapmaLeBTUHHO NPUAHSATHY Cirb.

Ak 3axBoptoBaHHA 06MiHY PEYOBUH, MOXHA 3a3HauuTK LLOHaVMEHLLe OgHe 3axXBOPOBaHHS, BUOpaHe 3 rpynu,
sika BKMOYaE OXMPiIHHA, LyKpoBWiA AiabeT, MOpyLleHHs ropMoHanbHoi cekpeuil, rinepninigemiio, nogarpy i
OXUPIHHA NEYiHKN.

Ak 3axBOpIOBaHHS cuCTEMM KPOBOODIry MOXHA 3a3HauuTu LOHaWMeHLle OfHe 3axBOpPHOBaHHA, BUOpaHe 3
rpynu, sika BKMOYae CTEHOKapAito, rocTpy i 3acTiiHy cepLeBy HedoCTaTHICTb, iHapKT Miokapaa, KinbuenoioHun
apTepiockrepos, rinepTeH3ito, 3aXBOPIOBAHHSI HAPOK i MOPYLUEHHS enekTponiTHoro 6anaHcy.

Ak 3axBOpIOBaHHS HEPBOBOI CUCTEMW MOXHa 3a3HayWTW LLOHAMMeEHLLe O4He 3axBOPIOBaHHs, BUOpaHe 3
rpynu, sika BKMOMae poa3raf CHY, 3aXBOPHBaHHS, IO CYNPOBOSLKYETbCA PO3Magom CHy, Bynimito, adeKTMBHUM
posnag, eninencito, Aenipio3HMn CUHOPOM, AeMeHuito, posnag Aediumty yBarw/rinepakTMBHOCTI, MOTipLUEHHS
nam'ati, xeopoby Anburerimepa, xBopoOy [lapkiHCOHa, KOTHITMBHWIA po3rag, PyXoBwWW po3nag, AM3ecTesito,
ON30CMito, PE3UCTEHTHICTb 40 MOPiHY, HAPKO3aneXHiCTb, anbKOronbHY 3anexHicTb | TpeMop.

£k 3axBOpIOBaHHSI HEPBOBOT CUCTEMU MOXHA TaKOX 3a3HauUTV LLUOHAVMEHLLE OfHe 3axBOpPloBaHHS, BMOpaHe
3 rpynu, sika BKIoYae igionaTuyHy rinepCoMHito, FiNEPCOMHIlO, WO MOBTOPKETLCA Yac Big Yacy, NPUPODKEHY
rinepCoMHI0, HapKomencito, NepioanyHUA pyX KiHUIBOK YBi CHi, CUHOPOM anHoe YBi CHi, MOPYLUEHHS LIMPKagHOro
pUTMY, CUHOPOM XPOHIYHOI BTOMMW, MoOpylweHHst weuakoro cHy (REM-cHy), cTapede 6e3COHHS, MOpYLUEHHS
CaHITapHMX HOPM CHY y MpauioloumX B HiYHY 3MiHy, igionatuyHe 6e3COHHS, 6€3COHHS, LU0 NMOBTOPHOETLCA Yac Bif,
yacy, npypomkeHe 6e3CoHHS, AeNPECito, Big4yTTs TPMBOMU i LUM3OPEHIto.

Cronyky abo cinb 3a 6ygb-akum 3 nn. (1)-(45) MoxxHa BMKOPWUCTaTW B CMOJSIyYEHHi 3 CYMyTHIM NiKapCbKuM
3acobom. |HWMMK crioBamu, AaHuiA BMHaXig, KpiM Toro, mpeAcTtaBnse 3acié And npodinakTvkm abo nikyBaHHS
3axBOpPIOBaHHSA 0OMiHy pe4OBMH, 3aXBOPIOBaHHS CMCTEMM KpOBOODIry abo 3axBoptoBaHHS HEPBOBOI CUCTEMMU, SIKUI
MICTUTb SIK aKTMBHI iHrpegieHTn cronyky 3a Oyab-akum 3 nn. (1)-(45) abo ii dapmaLeBTUYHO MPUIHATHY Cifb i
CynmyTHI nikapcbkuin 3acib. Y UbOMy Bunagky npuKnagu CynyTHbOro nikapcbkoro 3acoby BKI4YalOTb
aHTugiabeTuyHi 3acobu, 3acobw, WO 3HWXKYITb piBeHb ninigiB, aHTUrinepTeH3umBHI 3acobu i 3acobwu npoTu
OXUpiHHA. MoxHa noegHyBaT ABa abo GinbLue TakmMx CynyTHIX MikapCbkux 3acobiB.

Ak Takmin 3acid ons nNpodinakTvkM abo nikyBaHHS MNpeacTaBneHU Takox 3acid ana nmpodinaktvku abo
niKyBaHHsi 3axBOpPHOBaHHA OOMiHY pe4YOBUWH, 3aXBOPIOBAHHSI CUCTEMM KpoBOODLiry abo 3axBoptoBaHHSA HEpPBOBOI
cuctemum, LWo Bkrovae (i)-(iii):

(i) cnonyky 3a 6yab-sikum 3 nn. (1)-(45) abo ii hapmaueBTUMHO NPUAHSTHY Cinb;

(i) ogHy abo gekinbka cronyk, BUGpaHux 3 rpynu, sika Bkrtoyae (a)-(g):

(a) aHTaroHicT abo 3BOPOTHUIA aroHicT rictamiHy H3, BigmiHHWI Big (i),

(b) GiryaHia,

(c) aroHicT PPAR,

(d)iHcyniH,

(e) comarocTaTuH,

(f) iHriGiTop a-rnmoko3uaasm i

(g) 3acobu, Lo NOCKIOITL CEKPELLito IHCYTIHY; i

(iii) dhapMaLLeBTUHHO NPUAHATHWIA HOCIN.

Hani nosiCHIOETbCA TepMIHOMOriA, WO BUKOPWUCTOBYETbCA B AaHOMY OMMUCi, a noTiM 6inbw geTansHo
OMUCYETBLCSA CrOJyKa, SiKa HaneXuTb 40 AaHOro BUHaxo4y.

«ApuvrnbHa rpyna» o3Hayae BYrneBOAHEBY KifbLEeBY apuribHy rpyny, Lo MICTUTL 6-14 aTtomiB BYrneLto, Taky sk
deHin, HadTun, GidheHin abo aHTpumn.

«Hwxya ankineHa rpyna» o3Havae niHiviHy abo posranyxeHy ankinbHy rpyny, Lwo MiCTUTb 1-6 aTomis ByrieLto,
Hanpvknag, MeTun, eTun, nponin, i3onponin, OyTun, i306yTvn, BTOp-OyTUR, TPeT-0yTun, neHTwn, i3oamin,
HeoneHTun, i3oneHTtun, 1,1-gumetunnponin, 1-meTnbytTin, 2-metundbyTun, 1,2-AMMeTMRNPONIn, rekcwn,
isorekcun, 1-mMeTunneHTun, 2-metunneHtun, 3-metvnnedHtun, 1,1-gaumeTunbytun, 1,2-gumetunoytun, 2,2-
anmetunoytun, 1,3-gumeTnnoytun, 2,3-gumetunoytun, 3,3-aumeTunoytun, 1-etmundytun, 2-etwmndytun, 1,2,2-
TpumeTunnponin abo 1-eTun-2-mMeTMNNPOnNin.

«UwvknoarnkineHa rpyna, sika Mictute 3-9 aTtoMiB Byrneuto» O3Hadae, Hampvknad, UMKIonpornin, LMknobytun,
LMKIO NEHTUI, LIMKIOreKCUI, LIMKMOrenTu, LMKIIOOKTU abo LUMKIIOHOHIf.

«Arnkokcurpyna» O3Havae rpyry, Ae aToM BOAHIO TiOPOKCUrpym 3amilleHWIn BKa3aHOH BULLE HWKYOHO
ankinbHO rPYMO, HaMpUKnag, MeToKCK, eTOKCK, NPOMOKCK, i30MponoKcK, ByTokcH, BTop-OyToKCH, TpeT-0yTOKCH,
NEeHTUIIOKCK, i30MEHTUIIOKCH, FEKCUIMOKCK abo i30reKCUnoKeu.

«ArkincynboHinbHa rpyrna» o3Hayae rpyny, e BKadaHa BuULLe arnkinbHa rpyna ob'egHaHa 3 CynbdoHInom,
Hanpuvknag, MeTuncynboHin, eTuncynbdoHin, nponincynbdoHin, isonponincyneoHin abo 6yTuncynbdoHin.



«ArkincynbdoHinamiHorpyna» o3Hadae rpyny, e oavH 3 aTOMiB BOAHIO aMiHOMpynu 3amilleHUn BKa3aHoH

BULLIE arnkincynb@OoHinbHO rpyroto, Hanpuknaa, MeTUICynbOoHiNamiHo, eTUncynboHinamiHo,
nponincynegoHinamiHo, isonponincynbdoHinamiHo, OyTuncynbdoHinamiHo, BTop-OyTUncynbgoHinamiHo, TpeT-
6yTMnCyNbdoHInamiHo, N-meTUnMeTUnCynboHInamiHo, N-meTuneTMncynegoHinamiHo, N-
mMeTunnponincynbdoHinamiHo, N-meTtunizonponincynbgoHinamiHo, N-meTunoytTuncynbdoHinamiHo, N-meTun-
BTOP-0yTMNCYnbOHInamiHo, N-meTun-TpeT-0yTnncyneoHinamiHo, N-eTunmMeTuncynbgoHinamiHo, N-
eTUneTUsncynb@oHinamiHo, N-eTunnponincynbdoHinamiHo, N-eTunizonponincynb@oHinamiHo, N-

eTnbyTuncynbgoHinamiHo, N-eTun-srop-0ytnncynsgoHinamiHo abo N-eTun-TpeT-6yTuncynbgoHinamiHo.

«Lmkno(Hwkuuid ankin)cynbgoHinbHa rpyna» o3Hayae rpyny, e BKadaHa BULLE «UUKroaskinbHa rpyna, ska
MicTuTb  3-9 atomiB  Byrneul» ob'egHaHa 3 cynbpOHINOM, Hampuknag, LMKIoONponincysbgoHin,
LMKIOOYTUICY b hoHin, LLMKIONEHTUICY Nb OOHIN, LMKIOrekeuncynb oHin, LMKIorenmmncynbgoHin,
LIMKIIOOKTUICYNbpOHIN abo LIMKIIOHOHINCY b OHIn.

«AparkinbHa rpyrna» osHayae rpyny, Ae BKkaszaHa BULLE HWXYa arkifbHa rpyna MiCTUTb OAHY 3 BKazaHUX BULLE
apunbHuX rpyn, To6To 6eH3un, 1-ceHinetTnn, 2-deHineinn, 1-HadTnMeTun abo 2-Had TUIMETUN.

«leTepoapunbHa rpyna» o3Havae 5-7-4neHHe MOHOLMKIIYHE KiMbLe, WO MicTuTb 1-3 reTepoatomMu, BUOpaHmx
3 rpymu, LU0 CKINafdaeTbCs 3 KUCHIO, Cipku i @30Ty, abo GilumknivyHe KinbLe, Je MOHOLMKIIYHE KifbLie KOHOEeHCOBaHe 3
6eH30rmbHUM Kinbuem abo nipuaMHOBUM KifbUeM, Hanpwknag, dypun, TieHin, niponin, iMmigasonin, Tpuasonin.
Tiagonin, Tiagiasonin, i3oTia3onin, okcasonin, i3okcasonin, nipuaun, nipuMiguHIn, nipuaasuHin, nipasonin,
nipaguHin, XiHoNin, i3oxiHonin, XiHa3oniHin, XiHoMigWHIN, XiHOKCaHIN. LuuHoniHin, 6eH3oimigasonin, imigasonipuaun,
OeH3odypanin, HadTunigeHin, 1,2-6eH3oizokcasonin, 6eH3okcasonin, 6GeH3oTiazonin, okcasononipuann,
nipugoTiasonin, isoTiazononipuaun abo 6eH30TiEHInN.

«ATOM ranoreHy» o3Hadae Top, XxJ10p, 6pom abo noa.

«ArnkokcukapboHinamiHorpynay» o3Hayae rpyrny, Ae OAVH 3 aTOMIB BOAHIO B aMiHOTPYMi 3aMilLEHUI BKA3aHO
BMLUE  alnkoKCUKapOOHINbHOKW  rpyrmow,  Hampwknag,  MeTokcukapboHinamiHo,  eTokcukapboHinamiHo,
npornokcukapboHinamiHo, izonponokcukapboHinamiHo, 6yTokcrkapOboHinaMmiHo, BTOp-OyToKkcukapOoHinamiHo, TpeT-

OyTokcukapboHinamiHo, neHTUIoKCUkapOoHinamiHo, N-meTunmeTokcrkap6boHinamiHo, N-
MeTuneTokcnkapboHinamiHo, N-meTunnponokcukapboHinamiHo, N-meTunisonponokcrkapboHinamiHo, N-
MeTunoyTokcukapboHinamiHo, N-meTun-BTOp-6yTOoKCHKapGoHinamiHo, N-meTun-TpeT-OyTokcMkapOoHinamiHo, N-
eTnnvieTokcnkapboHinamiHo, N-eTuneTokcukapboHinamiHo, N-eTunnponokcrkap6oHinamiHo, N-

eTunizonpornokcukapboHinamiHo. N-eTnnbyTokcmnkap6boHinamiHo, N-eTun-sTop-6yTokcukapboHinamiHo abo N-etun-
TpeT-6yToKCHKapboHinamiHo.

«ligpokciankinbHa rpyna» o3Hayae rpyny, e OAuH 3 aTOMIB BOAHIO Y BKa3aHil BULLE HWXYIN ankinbHin rpyni
3aMilLeHV TigpOKCUrpyroto, Hampuknag, rigpokcumeTwn, rigpokcietun, 1-rigpokcunponin, 1-rigpokcietun, 2-
rigpokcunponin abo 2-rigpokcu-1-meTuneTvn.

«["pyna MOHO-HWXKYMIA ankinkap6amoin» o3Hayae rpyny, Ae kapbamoinbHa rpyrna € MOHO3aMmiLLEeHOH BKa3aHoo
BMLLE HWKYOK arkinbHOK T[pyrol, Hanpuknag, MeTurkapbamoin, eTunkap6amoin, nponinkap6amoin,
isonponinkap6amoin, 6ytunkapbamoin, BTop-6yTunkapbamoin abo TpeT-6yTunkapbamoin.

«pyna au-Hwx4min ankinkap6amoiny o3Hadae kapbamoin, Skui € u3amilleHM 04HaKoBUMK abo BiAMIHHUMUN
OAVMH Bi4 OAHOMO HWKYMMKM arkineHumy rpynamu [puknagamu  «rpyn  OUM-HUWKYMA  ankinkapbamoiny €
anveTtunkapbamoin, pietTunkapbamoin, etunveTtunkapbamoin, auvnponinkap6amoin, MeTtunnponinkapbamoin i
giisonponinkap6amoin.

«pyna An-Hwx4uniA ankinkapbamoin» TakoX BKMoYae 5-8-uneHHe MOHOUWMKMIYHE Kirblue, yTBOpeHe atoMoM
a3oTy, YTBOPIOOYUM kapbamMoinbHy rpyny, o6'egHaHyM 3 ogHaKoBUMM abo BiAMIHHMMW OAMWH Big OOHOIO HUXKYMMU
ankinbHMMK rpynamu, abo OiuvKnivyHe Kinbue, 3 SKMM KOHOEHCOBaHE MOHOLMKIIYHE KiflbLe 3 YTBOPEHHSM
6eH3onpHOMo Kinbusi abo nipMaMHOBOTO Kinbus. KOHKpeTHMK Mpyknagamu € rpyny, npegcTaBreHi HacTynHUMK
dopmynamm
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«ArnkinamiHorpyna» o3Havae rpyny, fie amiHorpyna € MOHO3aMilLEHOI0 BKa3aHOI BULLE HWKYOK arkifibHO
rpyrnoto, Hanpuknag, MeTunamiHo, eTurnamiHo, mponinamiHo, izonponinamiHo, OyTunamiHo, BTop-6yTunamiHo abo
TpeT-0yTnnamiHo.

«[iankinamiHorpyna» o3Ha4ae rpyny, e amiHorpyrna € Av3aMilleHo OAHaKoBMMK abo BigMIHHUMW OOWH Bif
OOHOIMO  HWKYMMM  arkinbHMMK  rpynaMu, Hamnpukrnag, AuMmeTunamiHo, AieTunamiHo, AvnponinamiHo,
MeTunnponinamiHo abo AjisonponinamiHo.

«AMiHoarnkinbHa rpyna» O3Havae rpyny, Ae OAVH 3 aToMiB BOAHIO, YTBOPIOIOYMX BKa3aHy BULLE arKinbHy
rpyny, € 3amilleHMM aMiHOrpynoto, Hanpwknag, aMmiHomeTun, amiHoeTun abo aMiHonponin.

«ArkaHoiNbHa rpyna» o3Hayae rpyny, Ae BkasaHa BuLUe arkinbHa rpyna o6'egHaHa 3 kapboHiNbLHO rpynoto,
Hanpvknag, MmeTunkap6oHin, eTunkapboHin, nponinkap6boHin abo isonponinkap6oHin.

«ArkaHoinamiHorpyna» o3Hayae rpyny, e BKadaHa BULUe ankaHoinbHa rpyna ob'egHaHa 3 amiHOrpyroto,
Hampvknag, aueTunamiHo, nponaHoinamiHo, OyTaHoinamiHo, neHTaHoimamiHo, MeTunaueTtunamiHo, N-
MeTUNMPO MaHo namiHo, N-meTunbyTaHoinamiHo, N-meTunneHTaHoinamiHo, N-eTunaueTunamiHo, N-



eTunnponaHoinamiHo, N-e TunbytaHoinamiHo abo N-eTunneHTaHoinamiHo.

«MoHo(HwKuMI  ankin)amiHokapGoHinokcurpyna» 03Hadae KapOOHINMOKCUrpyny, MOHO3aMilLeHy BKa3aHO
BMLUE  HWKYOK  arkinbHOK  [pyrol, Hanpuknag, MeTurnaMmiHOKapOOHINokcK,  eTunamiHokapOOoHINoKeK,
nporninamMmiHokap6oHinokcy abo i3onponinamiHokapOOoHINoKcK.

«Oi(Hwkumn ankin)amiHokapOoHinokcurpyna» o3Hadvae kapOOoHiInokcurpyny, AusamilleHy BKa3aHUMKU BULLE
HDKYMMW  ankinbHUMW  rpynamMuy,  Hanpuknag, AuMeTtunamiHokapOoHinokcu, — AieTunamiHokapOoHinokew,
JiisonponinamiHokapOoHinokcu abo eTunMeTunamiHokapoboHINoKcw.

«ArkinTiorpyna» o3Havae rpyny, Ae BKkasaHa BuLe ankinbHa rpyna ob'egHaHa 3 aTOMOM Cipku, Hanpuknag,
MeTUNTIO, eTUNTIO, MponinTio abo i3onponinTio.

«Uuknoankokcurpyna» o3Hayae rpymny, Ae atom BOAHIO MAPOKCUIPYNM 3amilleHW LMK oan Kifl bHO rpyroto,
wo wmictmte 3-9 aTtomiB  Byrneulo, HampuKnag, UMKIOMPOMOKCH,  LUMKIOOYTOKCH,  LIMKIIOMEHTUIIOKCH,
LIMKINOTEKCUMOKCU ab0 LIMKIIOrenTUIOKCH.

«Apurokcurpyna» O3Hayae rpyny, e aTtoM KWUCHI0O O0'€dHaHW 3 BKa3aHOK BMLUE apwribHOK [PYMoo,
Hanpwvknag, peHoken, HadTaniH-1-inokcn abo HadTaniH-2-inokcu.

«leTepoapunokcurpyna» o3Hayae rpyny, Ae BkaszaHa BuLUe reTepoapunbHa rpyna o6'egHaHa 3 OKCUIpyroto,
Hanpuknag, rpyna dypaH-2-inokcu, dypaH-3-inokcu, TiodeH-2-inokcu, Tiopen-3-inokeu, 1H-nipon-2-inokcn, 1H-
nipon-3-inokcy, 1H-imigason-2-inokcn, 1H-imigazon-4-inokcy, 3H-imigason-4-inokcn, 4H-[1,3,4]tpmason-3-inokcu,
2H-[1,2,4]tpuason-3-inokcn, 1H-[1,2,4]tpnason-3-inokcn, Tia3omn-2-inokcu, Tia3orn-4-inokcu, Tia3on-5-inokew,
nipuanH-2-inokcu, MipuanH-3-inokcn, nipuanH-4-inokcu, MipUMIaNH-2-inoKcK, MipUMIaNH-4-inokcKn, NipuMignH-5-
inokcw, nipuaasunH-3-inokcn, nipuaasuH-4-inokcn, 2H-nipason-3-inokcu, 1H-nipason-4-inokcu, 1H-nipasonin-3-
OKCW, Mipa3uH-3-inokcu, nipasunH-4-inokcKn, XiHOMIH-2-iNOKCK, XIHONIH-3-iNOKCK, XiHOMiH-4-inoKcK, i30XiHOMiH-1-
inokcw, i30xiHOMiIH-3-inoKcK, i30XiHOMIH-4-iNOKCK, XiHa30miH-2-iMOKCK, XiHa30MniHiN-3-inokcKn, XiHoKcarniH-2-imnoKeu,
XiHOKCaniH-3-iMoKcK, LMHONIH-3-inoKeu, LumuHo niH-4-inoken, 1H-6eH3iMigason-2-inoken, 1H-imigasol4,5-b]nipuamH-5-
inokcn,  1H-imigaso[4,5-b]nipnanH-6-inokcy,  1H-imigaso[4,5-b]nipugnH-7-inokcy, 6eHsold]isokcazon-4-inokeu,
6eHsol[d]isokcaszon-5-inokcy, 6HeHso[d]isokcazon-6-inokcyn, GeHsokcason-4-inokcy, 6eH3okcason-5-inokcn abo
©eH3okca3on-6-inokcu.

«leTepoapunarnkineHa rpyna» o3Havae rpyny, e BKkazaHa BuLe reTepoapunbHa rpyna ob'egHaHa 3 BkasaHoo
BYLLUE arnkinbHOW rpyrnoto, Hanpuknag, dypan-3-inMeTtun, dypan-2-inmetun, dypan-3-inetun, dypaH-2-inetun,
dypaH-3-innponin, dypaH-2-innponin, TiopeH-3-inMeTun, TioeH-2-inveTun, TiodeH-3-inetun, TiodpeH-2-ineTun,
TiodeH-3-innponin, TiodeHr-2-innponin, 1H-nipon-3-inMetnn, 1H-nipon-2-inmeTtun, 1H-nipon-3-inetun, 1H-nipon-2-
ineTun, 1H-nipon-3-innponin, 1H-nipon-2-inAponin, 1H-imigazon-4-inmetnn, 1H-imigazon-2-inmeTnn, 1H-imigason-
5-inmeTtnn, 1H-imigason-4-inetun, 1H-imigason-2-inetun, 1H-imigason-5-inetun, 1H-imigason-4-innponin, 1H-
imigaszon-2-innponin, 1H-imigason-5-innponin, 1H-[1,2,3]tpuason-4-inmetun, 1H-[1,2,3]tpuason-5-inmetun, 1H-
[1,2,3]Tpuason-4-inetnn, 1H-[1,2,3Jtpnason-5-inetun,  1H-[1,2,3]tpuason-4-innponin,  1H-[1,2,3]rpnazon-5-
innponin,  1H-[1,2,4]tpuason-3-inmetun,  1H-[1,2 4]tpuason-5-inmetnn, 1H-[1,2,4]tpnason-3-inetun, 1H-
[1,2,4]Tpnason-5-inetun, 1H-[1,2,4]tpnason-3-innponin, 1H-[1,2,4]tpnason-5-innponin, Tiason-4-inmetun, Tiasorsn-
3-inmeTun, Tiason-2-inmeTun, Tiason-4-ineTun, Tiason-3-ineTun, Tiaszon-2-inetTun, Tiason-4-inmponin, Tiason-3-
innponin, Tiason-2-innponin, [1,2,4]tiagiazon-3-inmeTun, [1,2,4]tiagiason-3-inetun, [1,2,4]tiagiason-3-innponin,
[1,2,4]tiagiazon-5-inmeTnn, [1,2,4]tiagiason-5-inetun, [1,2,4]tiagiason-5-innponin, [1,3,4]tiagiazon-2-inmeTnn,
[1,3,4]tiagiason-2-inetun abo [1,3,4]tiagiason-2-innponin.

«MoHoapunkapbamoinebHa rpyna» o3Hadae kap6amoinbHy rpyny, MOHO3aMilLeHy BKa3aHOW BULLE apuUibHO
rpynoto, Hanpwuknag, peHinkapbamoin.

Oani 6inbw geTankHO ONMCYETLCSA Crofyka, NpeAcTaBlieHa BkasaHoto Buwe dpopmyrnoto (1), Wo Hanexuts 4o
[AaHoro BvHaxoay.

CrioyaTKy po3KpuBarOTbCsl CUMBOI, SKi BUKOPUCTOBYIOTbCS B chopmyri (1)
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(oe cumBoMM MatoTb BKa3aHi BULLE 3HAYEHHS).

Ar aBnsie coboto deHin, nipyumigmHin, nipyugun, Tiasonin, okcasonin, nipasonin, Tiagiazonin abo TieHin, To6To
GiBaneHTHy rpyny, yTBOpeHy BMOarneHHsAM [BOX aTOMiB BOAHIO 3 OeH3ony, MipumiguHy, nipuguHy, Tiasony,
okcasony, nipasony, Tiagiazony abo TiodeHy, arne 3 uux rpyn nepeBaxHUMU € deHin abo nipumignHin, To6To
rpyna, yTBOpeHa BuganeHHsiM ABOX aTOMiB BOAHIO 3 6eH3ony abo nipumiguHy.

Ar mMoxe ByTW 3aMilleHWIn ranioreHoM, HYDKYMM arnkoKcW, FApOKCK i HUXYMM arnkinom. lMpuknagamu Takoro
rarnoreHy € Top, 6pom i Xop. AK HWKYMA ankokCu MOXHa 3a3Ha4YMTM MEeTOKCWM i eToKcW. Taka Hwk4ya
ankokcurpyna moxe 6yt 4O4aTKOBO 3aMmilleHa rasioreHoM. SK HYKUYMIA arnkin MOXXHa 3a3HaunTn MeTun i eTun.

X' siBnsie co6oto aToM a30Ty, aToM Cipki aG0 aTOM KUCHIO, ane 3 HUX NePEBaKHUM € KUCEHS.

X2 npencTasneHuii dopmyrioto (I1):
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(oe cnmBOoIM MatoTb BKalaHi BMLLE 3HaYeHHs1), dpopmyroto (111):



(oe cnmBOoIM MatoTb BKalaHi BMLLE 3HaYeHHs1) abo cbopmynoto (1V):
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N
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(ne cMmBonMM MatoTb BKa3aHi BULLE 3HAYEHHS).
CriouaTtky 6yae onmcaHui BUNaaok, Ae -X° npeAcTaBneHni popmyrioto (I1)
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(oe cumBoM MatoTb BKa3aHi BULLE 3HAYEHHS).

N 03Ha4Yae Line Yncro, WO Mae 3HavyeHHs Big 2 0o 4, nepeBakHo 3 abo 4, ane 6inbL nepeBaxHo 3.

«Hwxkui arkinbHi rpynny, npeactaeneHi R* i R, ineHTUIHi BkasaHUM BULLEe. BiMblu KOHKPETHO, Taka HIKYa
ankinbHa rpyna mMoxe, Hanpvikrnag, siBfsitn co6o+o mMeTun, eTun, nponin abo isonponin.

«Hvpkyi ankinbHi rpynny, npegcTaBneHi R i Rsé MOXYTb OyTV 0gHaKoBMMM abo BigMIHHUMMK OgHa Big OOHOI.

«LuknoarnkineHi rpynny, npeactaeneHi R* i R®, ineHTuuHi BkazaHum Bue. Taka LuKnoarnkinbHa rpyna Moxe,
Hanpuknag, sBsTH coboto Lukrnonponin, LI,MKJ'IO6yTVIJ'I abo 1. n.

R* R®i aTom asoty y BKaSaHII/I Buwe dopmyni (II) MoxXyTs yTBOptOBaTM 5-8-4neHHe MOHOUMKIIYHE KifbLie
(kpim aToma a3oTy, cymixHoro 3 R* i R®, Take KirbLie Moxe, KpiM TOTO, MICTUTU reTepoaToM, BUGpaHMil 3 aToma
as3oTy, atoma Cipku i atoma KucHi). Nprknagamm MOHOLUMKIIYHOTO KifbUs € MiponiguHoBe Kinble, ninepuguHoBe
KinbLie, romoninepuavMHoBe Kinbue, renrameTurneHiMiHoBe Kinbue, ninepasvHoBe Kinbue, MopdoniHoBe Kinbue i
romomopq)oanoae Kinbue.

R* R® i atom a3oTy y BkasaHi Buwe dopmyni (II) Moxyms Takox yTtBOptoBatM Oiuuknokinbue. Take
6|u14|cn0|<|nbue aBnse coboto asabiuukrivyHe KIJ‘IbLI,e i€ Heapomaru4Hum KinbUueMm, WO MIiCTUTb K €OUHUA
reTepoartoMm, k1 YTBOPIOE Lie KinbLe, aToM asoTy, 3B'sA3aHNin 3 R*iR® y BkasaHi Bule cdopmyrii (I1). Take kinbue
rnepeBaxHO MiCTUTb Big 6 Ao 10 yTBOPHOYMX KifbLe aTtoMmiB, ane Oinbll nNepeBaxHO 7-9 yTBOPHOOYMX KiNnbLe
aToMmiB.

Mpvknagamu Takoro BiLMKIOKINbLSA € rpyny, NpeacTasneHi opmynamu (V)

QD D
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(CHa)n y BkazaHiv Buwe dopmyri (1) Moxe ByTn 3amiLLieHUI HDKYOIO ankinbHOI rpynoto, WO MicTUTe Big 1 0o
3 aTomis BYrIeLlo. Mpvknagamu Takoi HWKYOI ankineHOT rpyny € MeTWM, eTUn, H-MPonin i isonponin.

Korm X? siBnisie co6oro rpyny, npeacTaBrneHy BkasaHot Buwe dopmyrotw (Il), nepeBaxHo, WwWob n mas
3HaueHHst 3 abo 4, i R* R® i atom asoTy, B3ATi pasom, yTBoptoBanu 5-8-4neHHe MOHOUMKMIYHE Kinbue (Take
MOHOLMKIIYHE KiflbLie MOXe MICTUTU SiK TpyMy 3amiCHMKa aToM ranoreHy abo Hwbk4y ankinbHy rpyny, sika Moxe
6yTM 3amilieHa ranoreHOM) abo yrtBoptoBanm 6-10-uneHHe OGiuyuknokinbue, i 6inbw nepeBaxHo, Wo6 n mMaB
3HaueHHst 3, i R*, R® i atom asoTy, B3ATi pa3oM, yTBoptoBanM 5-8-uneHHe MOHOUWKIIYHE Kinbue (Take
MOHOULMKIIYHE KiflbLile MOXe MICTUTU SIK TpyMy 3amiCHMKa aToM ranoreHy abo HwbK4y ankinbHy rpyny, sika Moxe
OyTun 3amilieHa ranoreHom), abo yreoptoBanm 6-10-4neHHe BiumkokinbLe.

Oani 6yne onncaHuii BUNagok, ae X2 npenctaeneHui popmynoto (I11)

(ne CMMBOJIM MalOTb BKa3aHi BULLE 3Ha‘-IeHHF|)
m O3Hauvae Uine 4mcro, Wwo mae 3HavyeHHs Big 0 o 4, 3 sikux nepeBaXHUM 3Ha4YEHHAM € 2 abo 3.

R® siBrsie coBoto HIKUY arnkinbHy rpyry abo LMKIoarkinbHy rpyny.



«Hwxk4ya ankineHa rpyna», npeacrtasfeHa R®, ineHTuuHa BKasaHuM BULEe. BinbLu KOHKPETHO, Taka HwK4a
ankinbHa rpyna mMoxe, Hanpviknag, siBnsitu coboto metun, etun, nporin, 6yTun abo neHTun.

«UuknoankinbHa rpyna», npeacrasneHa R®, ineHTUYHa BKa3aHii BULLE HWKYIA anKinbHii rpyni, Hanpuknag,
MeTuny, etuny, nponiny, OyTuny, idonponiny, i300yTuny, TpeT-OyTuny, neHTUny, i3oaminy, HeoneHtuny, 1,1-
aumeTtunnponiny,  1-mMetunéyTtuny, 2-metmunoytuny, rekcuny, isorekcuny, 1-metunneHtuny abo 1,1-
anmeTnnoyTuny.

Komm -X? npeacTtaeneHni gopmyroto (I11), ABa BiAMIHHMX OAMH Big, OAHOIO atoMa BYIMeLo 3 aTOMIB BYrIeLto,
AKi yTBOptotoTh X°, MOXYTb OyTM 06'caHaHi pasom Yyepes -(CHz)m11- (m11 o3Hayae Uine 41cro, WO Mae 3HaYeHHs
Big 1 Ao 3) 3 ytBopeHHaM Biuuknokinbus. MNpuknagamm Takoro GiLUKIOKINbLUS € rpyny, npedcTasneHi dopmynamm
(n-2)
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(oe cumBomM MatoTb BKa3aHi BULLE 3HAYEHHS).
[ani onucyeTbcs BUNagoK, Konm X2 npeacTtaeneHun popmyroto (1V)
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(1 éd

(oe cumBomMM MatoTb BKa3aHi BULLE 3HAYEHHS).

m O3Hayae Line 41crio, Wo Mae 3HavyeHHs Big 0 0o 4, 3 SiKMX NepeBaXHMM 3HaYeHHsaM € 2 abo 3.

R* i R® maloTb BKasaHi BULLE 3HAYEHHS, i NEPEBaKHI i BiNbLU NepeBaXHi acnekTu iOeHTUYHI BKa3aHUM BULLIE
acnektam R* i R®.

Komm -X? npeacTtasneHu opmyroto (1V), ABa BiAMiHHMX OOUH Bi OAHOrO aToMa BYrfeLo 3 aTOMiB BYrneLo,
AKi YTBOPIOIOTH X2 (3a BUHSITKOM aTOMIB BYrfeLto B R*i Rs), MOXYTb ByT1 06'egHaHi pasoM Yepes NpoCTUi 3B'A30K
abo -(CHz)m11- (m11 o3Hayae uine 4ucro, WO Mae 3HadeHHs Bi4 1 o0 3) 3 YTBOpPEHHsM OGiLMKIoKiNbUS.
Mpvknagamu Takoro GiLMKNOKINbLSA € rpyny, npeactasneHi dopmynamm (1V-2)
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(oe cumBomM MatoTb BKa3aHi BULLE 3HAYEHHS).
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Komm -X* aBnsie coboto ogHe 3 Biumknokineub, npegcTtasneHnx popmynamu (IV-2), nepesaxHi acnekt R™ i R
iAeHTUYHI BKa3aHMUM BULLIE.

I3 3a3HAYEHUX BULLE BU3HAYEHb X° GinbLu KOHKPETHO MOXHa BKasaTtwu, Hampuknag, 2-gumeTnnamiHoeTun, 2-
aieTmnamiHoeTun, 2-Au-H-nponinamiHoeTnn, 2-piizonponinaMmiHoeTun. 3-gumeTunamiHonponin, 3-
dieTmnamiHonponin,  3-Au-H-nponinamiHonponin,  3-giisonponinamiHonponin,  4-gumeTvnamiHOGyTMn,  4-
dieTunamiHobytun,  4-gu-H-nponinamiHoOyTun,  4-giisonponinamiHoOyTun,  2-(eTunmeTunamiHo)etun,  2-

(eTnnponinamiHo)eTun, 2-(eTunizonponinamMiHo)eTtun, 2-(MeTunisonponinamiHo)etun, 2-(eTurn-H-
nponinamMiHo)etun, 3-(eTunmeTunamiHo)nponin, 3-(etunnponinamiHo)nponin, 3-(eTunizonponinamiHo)nponin, 3-
(meTunisonponinamiHo)nponin, 2-(eTMn-H-NponinamiHo)nponin, 4-(eTunmeTunamiHo)oytun, 4-
(eTvnnponinamiHo)6yTun, 4-(eTunizonponinamiHo)oyTun, 2-(eTun-H-nponinamiHo)oyTmn, 2-
auupkronponinamiHoeTvn, 2-gyumnknobyTunamiHoeTvn, 2-ANUMKNIO NeHTUNaMiHoe U, 2-
AuuMKnorekcunamiHoeTun, 3-aunumkrno nponinamMiHo nponin, 3-avumknobyTunamiHo nponin, 3-
anupkroneHTUNamiHo nponin, 3-guumknorekcunamiHonponin, 4-puumknonponinamiHooyTun, 4-
AVLMKNobyTunamiHoGyTun, 4-pUUMKNoNeHTUNamiHoGy v, 4-puumknorekcunamiHobyTun, 2-
(umknoByTMNUMKNonNponinamiHo )eTun, 2-(LMKNOBYTUNLMKIIO NEHTUNAMIHO )e T, 2-
(LUMKNOreKCUNUMKIONEHTUN)ETUS, 3-(umknobyTnnumMKnonponinaMiHo)nponisn, 3-

(uUMKNOBYTUNUMKIIONEHTUNAMIHO ) Nponif, 3-(UMKIOreKCUNLMKIIO MEHTUIAMIHO )Nponif, 4-



(umknoByTMn)yMKnonponinamiHoGy Tun, 4-(LUMKNOBYTUNLMKIIO NEHTUNAMIHO)ByTUN, 4-
(UMKIoreKCUNUUKIoNeHinNamiHo )oytun, 2-(uuknonponinveTunamiHo)etun, 2-(UmknonponineTunamMiHo)etun, 2-
(umknonponin-H-nponinamiHo)etnn, 2-(uuMknonponinizonponinamMiHo)etun, 2-(UMkNoOyTunMeTunamiHo)etun, 2-
(umknobyTuneTunamiHo)etun,  2-(LMKNOOYTUM-H-MponinamiHo)eTun,  2-(uuknobyTunizonponinamiHo)etnn,  2-
(UMKNoneHTUNIMETUNAMIHO)eTurn,  2-(LUKNONeHTMNeTUNamiHo)eTun,  2-(LMKNONEHTUN-H-NponinamiHo)etnn,  2-
(uvknoneH runizonponinamiHo)eTun, 2-(UMKMOrekCUNMeTUnamiHo)eTun, 2-(UuMKrnorekcuneTunamido)etun, 2-
(umknorekcwun-H-nponinamiHo)eTun, 2-(umtotorekcunizonponinamiHo)eTun, 3-(LyKrnonponinmeTnnamiHo)nponin, 3-
(umknonponineTunamiHo)nponin, 3-(LMKnonponin-H-nponinamiHo)nponin, 3-(LUMKNo nponinizonponinamiHo )nponin,
3-(umknobyTnnmeTMnamiHo)mponin, 3-(umknobyTuneTunamiHo)nponin, 3-(UMKNobyTu-H-NponinaMiHo)nponin, 3-
(umknobyTunizonponinamiHo)nponin, 3-(UMKoNeHTUAMeTUNIaMiHo)nponin, 3-(umknoneHTUneTMnamiHo)nponin, 3-
(UMKINoONeHTUIM-H-NPOoMinamMiHo ) nponin, 3-(umknoneHTUMI3OMPONiNamiHo )mponin, 3-
(umknorekcunmeTunamiHo)nponin, 3-(LUMKorekcuneTunamiHo)mponin, 3-(LMKrorekcun-H-nporninamiHo)nponin, 3-
(umknorekcunisonponinamiHo)nponin, 4-(UUKnonponinMeTunaMiHo)oyTun, 4-(UmknonponineTunamiHo)oytun, 4-
(umknonponin-H-nponinamiHo )oyTun, 4-(umMknonponinizonponinamMiHo)oyTun, 4-(umMknoOyTunveTunamiHo)oyTun, 4-
(umknobyTnneTUNamiHo)oyTun, 4-(LUKNobyTUN-H-MponinamiHo)oyTnn, 4-(UuknobyTunizonponinamiHo)oyTun, 4-
(UMKNonNeHTUNIMETUNAMIHO )oYy TN,  4-(LMKIONEHTMNETUNAMIHO)OYTUN, 4-(LMKNONEHTUI-H-NPONiNamiHo )oyTun, 4-
(umknoneHTUMI3oNponinamiHo)oyTnn, 4-(LUMKMIOrekCUNIMeTUNIamiHo)oyTun, 4-(UMKrnorekcuneTunamiHo)oytun, 4-
(umKnorekcun-H-nponinamiHo )oyTun, 4-(LumknorekcunizonponinamiHo)oytun, 2-niponiamH-1-inetun, 2-ninepuant-1-
ineTun, 2-romoninepuauH-1-ineTun, 2-renrameTuneHiMmiH-1-inetun, 2-mopdoniH-4-inetnn, 2-roMmomMopdoniH-4-
ineTun, 3-niponiaunH-1-innponin, 3-ninepuanH-1-innponin, 3-romoninepuanH-1-inaponin, 3-renrameTuneHimiH-1-
innponin, 3-mopdoniH-4-innponin, 3-romomopdoniH-4-innponin, 4-niponignH-1-inbytin, 4-ninepuanH-1-inbytmn,
4-romoninepuamnH-1-indbytin, 4-rentaMeTuneHimiH-1-inbytin, 4-mopdonin-4-indytun, 4-romomopdoniH-4-inbytun,
2-(5-a3abiuuko[2.1.1]rekcaH-5-inetnn), 2-(6-a3a)biumkno[3.1.1]remraH-6-inetun, 2-(7-azabiumkno[2.1.1 Jrentax-7-

ineTun), 2-(8-a3abiyukno[3.2.1]oktanH-8-inetnn), 2-(9-a3abiyukno[3.3.1]HoHaH-9-ineTun), 3-(5-
a3abiuvkno[2.1.1]rekcan-5-innponin), 3-(6-a3abiuunkno[3.1.1]renraH-6-innponin), 3-(7-a3abiynknol[2.1.1 JrenTax-7-
innponin), 3-(8-a3abiyukno[3.2.1]okraH-8-innponin), 3-(9-a3abiuymkno[3.3.1]HoHaH-9-innponin), 4-(5-

a3abiunkno[2.1.1]rekcan-5-inbytnn), 4-(6-a3abiyunkno[3.1.1]renran-6-inbytun), 4-(7-a3abiuvkno[2.1.1]renTaH-7-
inbytun), 4-(8-a3abiunkno[3.2.1]okran-8-inbytun, 4-(9-a3abiumkno[3.3.1]HoHaH-9-inbyTun, 1-metTnnaseTManH-3-in,

1-meTMnaseTuguH-2-in, 1-eTnaseTMaun-3-in, 1-eTnasetTmaguH-2-in, 1-isonponinasetanH-3-in, 1-
isonponinaseTmanH-2-in, 1-uuknonponinaseTuanH-3-in, 1-umknobyTunaseTmanH-2-in, 1-uuknobyTnnaseTmanH-3-in,
1-umknobyTunaseTMauH-2-in, 1-UMKNO NeHTUNa3eTMANH-3-iN, 1-UMKNoNeHTUNa3e TUAMH-2-in, 1-
UmMKrorekcunasetmanH-3-in, 1-uukrorekcunasetauH-2-in, 1-metunniponigui-3-in, 1-meTtunniponignH-2-in, 1-
eTvnniponianH-3-in, 1-eTMnniponiguH-3-in, 1-isonponinniponignH-3-in, 1-isonponinniponignH-2-in, 1-
LMKo nponinniponigmH-3-in, 1-unknonponinniponiguH-2-in, 1-uuknobytunniponignH-3-in, 1-umknobyTunniponigunH-
2-in, 1-umknoneHTUANIpoNianH-3-in, 1-umknoneHTUANIpoNiAnH-2-in, 1-umknorekcunniponigunH-3-in, 1-
uuKrnorekcunmiponignH-2-in,  1-metunninepuguH-4-in,  1-metunninepuanH-3-in, 1-metunninepugunn-2-in, 1-
eTvnninepuanH-4-in, 1-eTunninepuanH-3-in, 1-eTMnninepuanH-2-in, 1-isonponinninepuanH-4-in, 1-
isonponinninepuauH-3-in, 1-isonponinninepuanH-2-in, 1-umknonponinninepnanH-4-in, 1-uuknonponinninepuanH-3-
in, 1-Lmkno nponinnine puanH-2-in, 1-umknobyTunninepugunH-4-in, 1-umknobyTunninepugnn-3-in, 1-
UUKIOBYy TURNinepuanH-2-in, 1-umknoneHTUNNiNne puauH-4-in, 1-UumKno neHTUNNINe puanH-3-in, 1-
LMKIIO NEHT MM Ne puamnH-2-in, 1-umknorekcunnine puanH-4-in, 1-umknorekcunnine puamH-3-in, 1-
LMKrorekcunmninepuanH-2-in, 3-aMmeTMnamiHoumknooyTun, 3-pieTunamiHoumknoOyTmn, 3-
giisonponinamiHoumknobyTun, 3-AvumknonponinamiHo6yTun, 3-anumknobytnnamiHobyTmn, 3-
OVLMKNONEHTMNAMIHOOYTMN, 3-AnuukorekcunamiHooyTun, 2-gyMeTurnamiHouuknobytun, 2-
JieTmnamiHouukno6byTun, 2-piisonponinamiHouuknobytun, 2-avumKno nponinamiHoOyTun, 2-
OVLMKNoByTMnamiHoOyTmn, 2-AVLMKIO NEHTUNAMIHOBY TN, 2-AVLMKIIOreKCUNamiHo Oy T, 3-
(umknonponinMeTMnaMiHo )umknodyTun, 3-(umknonponineTunamiHo)umknodyTmn, 3-
(umKknoBbyTMNMeTUNamiHo )umnknobyTvn, 3-(umknobyTuneTUNamiHo )uMknoOyTnn, 3-
(LUMKNoNeHTUNIME TUNAMIHO )umknobyTun, 3-(umknoneHTUNeTUNAMIHO )UMKNOByTUN, 3-
(umKnorekcunMe TMNaMiHo )umknodyTmn, 2-(uuKronponiNMeTMNaMiHO )LMKNooyTun, 2-
(umknonponineTMnamMiHo )umknobyTmn, 2-(uuknobyTnnMeTMNamiHo )umnknobyTun, 2-
(umknoByTnne TUNamiHo )unknobyTvn, 2-(UUKNO NEHTUNIMETUMNAMIHO )UKo ByTKN, 2-

(uMKnoneHTUREeTMNAaMIHO )UMKNOBYTUN, 2-(LMKNorekcUnMeTUnamiHo)umknodyTun, 3-niponiguH-1-inuuknobytmn, 2-
niponiguh-1-inuuknodytmn, 3-niponiguH-1-inunKno neHTnn, 2-niponignH-1-inuuKnoneHTun, 4-niponignH-1-
inuuknorekcun, 3-niponiguH-1-inuuknorekcun, 2-niponiguH-1-inuuknorekcun, 3-ninepuavH-1-inyuknodytmn, 2-
ninepuauH-1-inumknobytun,  3-ninepuguH-1-inuuknoneHTun,  2-ninepugun-1-inuuknonexHTun,  4-ninepugut-1-
inuuknorekcun, 3-ninepuanH-1-inuuknorekcun, 2-ninepuauH-1-inuuknorekcun, 3-romoninepuauH-1-inuuknobyTun,
2-romoninepuauH-1-inumnkno®ytun, 3-romoninepuanH-1-inuUMKnoneHTun, 2-romoninepuanH-1-inyuknoneHtun, 4-
romoninepuauH-1-inumknorekcun,  3-romoninepuaunH-1-inuuknorekcun, 2-romoninepuaunH-1-inguknorekeun,  3-
renrameTUneHiMiH-1-inumknobytin, 2-renrameTuneHiMiH-1-inumknobyTun, 3-renrameTuneHiMiH-1-inuuknoneHTun,
2-renrame TUneHiMiH-1-inuMKno neHTun, 4-rentTameTuUneHiMiH-1-inumknorekcmn, 3-renrameTuneHimin-1-
inuukriorekecumn, 2-rentameTUNEeHIMiH-1-inyuknorekcun, 2-mopdoniH-4-inuuknobytun, 3-mopdponiH-4-
inuMkno®yTnn, 2-mopdoniH-4-inumknoneHTun, 3-MopdoniH-4-inuuknoneHTun, 2-mopdoniH-4-inyuknorekcun, 3-
MopdoniH-4-inumknorekcun, 4-mopdoniH-4-inumknorekcun, 2-roMoMopdoniH-4-inumknobytun, 3-romomopdoniH-
4-inumkno®yTtun, 4-romomMopdoniH-4-inumknodyTun, 2-romoMopdOniH-4-inumKNoneHTun, 3-romomMopdoniH-4-
inuuMKnoneHTun,  4-roMoMoponiH-4-inUUKNONeHTUn,  2-roMmoMopdoniH-4-inuuknorekcun,  3-roMoMopdoniH-4-
inumkrnorekcun,  4-romomopdoniH-4-inumknorekcun,  2-(5-aszabiumkno[2.1.1]rekcaH-5-in)uvknobyTtnn,  2-(6-

a3abiuvkno[3.1.1]renran-6-in)ymknobytmn, 2-(7-a3abiuukno[2.1.1]remraH-7-in)umknobymn, 2-(8-
a3abiunkno[3.2.1]okTaH-8-in)umknobyTmn, 2-(9-a3abiunkno[3.3.1]HoHaH-9-in)unknobyTmn, 3-(5-
a3abiuvkno[2.1.1]rekcan-5-in)umknobymmn, 3-(6-a3abiymkno-[3.1.1]renraH-6-in)umknobyTun, 3-(7-
asabiumkno[2.1.1]renTan-7-in)ymnknobytmn, 3-(8-a3abiuukno[3.2.1]okran-8-in)unknobyTun, 3-(9-
a3abiuvkno[3.3.1]HoHaH-9-in)unknobyTun, 2-(5-a3abiuukno[2.1.1]rekcaH-5-in)umKno neHTun, 2-(6-

a3abiuvkno[3.1.1]-renraH-6-in)umknoneHTun, 2-(7-a3abiuukno[2.1.1]renTaH-7-in)umKnoneHTUn, 2-(8-



a3abiuwukio[3.2.1]okTaH-8-in)umnknoneHTmn, 2-(9-a3abiyukno[3.3.1]HoHaH-9-in)u MKnoneHTMA, 3-(5-

asabiuwmkio[2.1.1]rekcaH-5-in)umknoneHTun, 3-(6-a3abiumkno-[3.3.1]rentaH-6-in)umKno neHTvn, 3-(7-
asabiuukro[2.1.1]renraH-7-in)yMKnoneHTun, 3-(8-a3abiuukno[3.2.1]oktaH-8-in)uuknoneHTun, 3-(9-
a3abiuwmkio[3.3.1]HoHaH-9-in)uuknoneHTU”N, 2-(5-a3abiumnkno[2.1.1]rekcan-5-in)ymMKnorekcun, 2-(6-
azabiuwmkno[3.1.1]renTan-6-in)ymknorekcun, 2-(7-a3abiuukio[2.1.1]renTaH-7-in)umMknorekcun, 2-(8-
a3abiuwmkno[3.2.1]okTaH-8-in)umknorekcun, 2-(9-a3abiuukno[3.3.1]HoHaH-9-in)umknorekcun, 3-(5-
asabiuwmkro[2.1.1]rekcaH-5-inmumknorekcun, 3-(6-a3abiuwmkino[3.1.1]renraH-6-in)umknorekcun, 3-(7-
a3abiuvkno[2.1.1]renTan-7-in)yMKnorekcun, 3-(8-a3abiuwmkro[3.2.1]okTaH-8-in)umkrnorekcun, 3-(9-

a3abiumkno[3.3.1]HoHaH-9-in)umknorekcun, 3-(7-a3abiuvkno[2.2.1]renr-7-un)nponin, 3-(8-a3abiunkno[3.2.1]okT-8-
un)nponin, 3-(3,3-andToniponiguH-1-in)nponin, 3-(3-cbTopninepuanH-1-in)nponin, 3-[(3R)-3-pTopniponignH-1-
inlnponin, 3-(4,4-gudTopninepuank-1-in)nponin, 3-(4-TopninepuamnH-1-inynponin, 3-(3,3-gudTopninepuanH-1-
in)nponin, 3-[(3R)-3-meTunninepunaunH-1-injnponin, 3-[(2R,5R)-2,5-gumetvnniponigny-1-injnponin, 3-[3-
mMeTunniponignH-1-injnponin, 3-[(2S)-2-meTtunniponiguH-1-injaponin, 3-[(2R)-2-meTunniponiguH-1-injnponin, 3-
[(3S)-3-meTunninepmanH-1-in] nponin, 3-(azenax-1-in)nponin, 3-[(2-okconiponiguu-1-in)]nponin. 3 HKUX Kpawmmn €
3-ninepuanH-1-innponin, 1-umknobyTunninepuanH-4-in, 1-umKnoneHTUNMNiNepuanH-4-in, 3-[(3S)-3-
mMeTunninepuauH-1-injnponin, 3-[(2R)-2-meTtunniponigunn-1-imjnponin, 3-[(2S)-2-meTunniponiguH-1-injnponin, 1-
Ll,VIKJ'IOI'IEHTMJ‘II'III‘IepI/I,D,I/IH-4 in, 3-(niponignn-1-in)nponin, 3-(ninepmanH-1-in)nponin.

R’ ABMAE coboto 5-6-uneHHy retepoapurbHy rpyrny, WO MICTUTb Y Kinbui Big 1 4o 4 reTepoaTtomis, BUOPaHWX 3
a3oTy, CipKM 1 KUCHIO, reTepoapwunarnkineHy rpyny (4e retepoapwn y retepoapwnasikini Mae 3HayeHHs!, BU3HaYeHi
BULLE), NiHiNHy abo posranmyXeHy HWk4Yy arkinbHy rpyny (Usi HWX4Ya arkinbHa rpyna moxe Oyt 4oOaTkoBO
3amilleHa rigpoKCcKu, rarnoreHom, arkoKcWu, arnifiokcu abo aparnkinokcu), peHineHy rpymny, apankineHy rpymny,
ankokcurpyny, ankintiorpyny abo HWK4y ankinamiHorpyny.

B «5-6-uneHHin retepoapunbHivi rpyni, WO MIiCTUTb Y Kinbui Big 1 4o 4 reTepoaTtomis, BUOPaHWX 3 a3oTy, Cipku
N KUCHIO», mpeacTaBneHin R, konu kinbue Mmictute Big 2 0o 4 retepoartomis, Ui retepoaTtoMy MOXyTb OyTu
ofHakoBuMKM abo BigMiHHMMW oAuWH Big ogHoro. Mpuknagamm 5-6-4neHHNX reTepoapunbHUX rpyn € dpypun, TieHin,
niponin, iMigasonin, Tpmasonin, Tiasonin, Tiagiasonin, i30Tiasonin, okcasonin, i3okcasonin, nipuaun, NipUMIgUHIN,
nipugasvHin, nipasonini nipaguHin.

«FeTepoapunankinbHa rpynay, npefcTasneHa R', Mae 3HaueHHs!, BU3HaueHi BULLE.

R, nepeBaxHO, SBrisie COBOK HIDKYY ankinbHy rpyny, WO MICTUTL Bif 1 40 3 aTomiB Byrmewio (LS Hkua
ankineHa rpyna Moxe OyTv 4OAATKOBO 3aMilleHa ranoreHom), abo deHin, ane, GinbL NepeBaxxHO, MeTUr, eTun,
H-mponin, |3onpon|r| abo TpudTopmeTUN.

R? i R® MoxyTb GyTV ofHaKoBMMM aGo BiAMIHHUMW OZWH Bifi OJHOTO, i KOXHWA SIBMsie COBOI0 aToM BOHIO,
amiHo, HITPO, UiaHo, riApOKCK, HWKYWIA ankincynbgoHin, atoM ranoreHy, HKUYMA ankin (Us HwKYa ankineHa rpyna
Moxe 6yTn JoJaTKoBO 3aMilleHa rigpokcn abo aToMOM raroreHy), HKUMM LMKIoarnkin (Us Hkya LuknoarnkinbHa
rpyna moxe 6yt 4O4aTKOBO 3aMilleHa aTOMOM rarioreHy), HWKYMIM ankokeu (LS HKYa ankokcurpyna moxe 6ytm
[0JaTKOBO 3aMilleHa aTOMOM rafioreHy), HWKUYMIA LMKMOanKokeu (Usi HWKYa LuKroankokeurpyna moxe OyTtm
0O0JdaTKoBO 3amilleHa aToOMOM rasfioreHy), apuIioKCW, aparnkifiokc, apwuin. reTepoapwus, MOHO-HUKYUA
ankinkap6amoin, ON-HUKYUi ankinkap6amoin, HUXYUIA arnkinkapbokcamig, apwrnkapbokcamig,
retepoapurkapbokcamig,  ankaHoin, arkinTio,  ankokcukapboHinamiHo,  ankin,  apuncynbgoHinamiHo,
ankinamiHocynb@oHin, apunamiHocynboHin, aparkin, ankaHoinamiHo abo ankaHoinarnkinamiHo.

«Hwkya ankincynbdoHinsHa rpyna, npeAcTasreHa| R? a6o R®, Mae 3HaueHHs, BU3HaueHi BULLE.

«Hwkua arkinbHa rpynay, npeactaBneHa R? abo R®, Mae 3HaueHHs, BUsHaueHi BULe. Taka Hibkua arnkinbHa
rpyna moxxe 6yt 4OAaTKOBO 3aMilleHa rl,quKcmrpynoro a6o atomom rarioreHy, Takum ik xnop abo drop.

«Hwxua ankokeurpyna», npeactaeneHa R? abo R®, Mae 3HaueHHs, BU3HAaYeHi BULLE.

«pyna LMKMO-HWKYMA arkokcu», npeacTaBneHa R? abo R® osHauae rpyny, [Je 3asHaueHa BULe rpyna
LIMKIO-HKYMIA ankin ob'egHaHa 3 aTOMOM KWCHIO. Taka rpyna LUKIO-HWKYMIA ankokcn moxe OyTv J0oAaTKoBO
3aMillleHa aTOMOM rarnoreHy, Takmm sik xrop abo chop

«Apurokcurpynar, npeactaeneHa R? a6o R®, mae 3HaueHHs, BU3HaYeHi BULLE.

«Aparkinokcurpyna», npefcTasneHa R? a6o R® osHauae rpyny, 4e 3a3HaueHa BuWlLE apankifbHa rpyna
o6'egHaHa 3 aTOMOM KUCHIO.

«ApuribHa rpynay, npefcTasneHa R? a6o R3 Ma€ 3Ha4eHHs, BM3HaYeHi BULLE.

«FeTepoapurbHa rpynay, npegcTasneHa R? a6o R®, mae 3HAYEHHS, BU3HAYeHi BULLE.

«pyna MOHO-HWKYWIA arnkinkapbamoin», npefcTasneHa R? a6o R, Mae 3HaueHHsl, BU3HaYeHi BULLe.

«pyna an-HKYMi ankinkap6amoiny, npeacTaeneHa R? a6o R®, Mag 3HaueHHs, BM3HaYeHi BULLE.

«Mpyna HwKuMiA arkinkapbokcaminy», npefcTasneHa R® aGo R® oswauae rpyny, Ae 3asHaueHa BULLE
posranyxeHa abo niHivHa ankinbHa rpyna, Wwo MictuTb Big 1 go 6 atomis Byrneuto, o6'egHaHa 3 kapbokcamigom,
Hanpuknag, meTunkapbokcamig, ermnkap60KcaM|,q abo |3onpon|nKap60KcaM|p,

«ArKkaHoiMbHa rpyna», npeacTaBneHa R? aBo R® o3Hauae rpyny, Ae 3asHaueHa BULE arkinbHa rpyna
o6'egHaHa 3 kapboHinom, Hanpwknag, MeTMnKa§60H|n eTMJ'IKap6OHiJ'I nponinkap6oHin abo isonponinkapboHin.

«ArkinTiorpynay, npeacTasneHa R? abo R®, osHauae rpyny, fie 3a3HaueHa BULLE arkinbHa rpyra o6'eaHaHa i3
Ccipkoto, Hanpuknag, MeTUnTio, eTuNTIo, MponinTio abo isonponinTio.

«ArkokcukapbokcamigHa rpyna», npeacTaBreHa R? ab6o R® osHauae rpyny, e 3asHaueHa BulLe
ankokcurpyna o6'egHaHa 3 kapOokcamigom, Hanpuknad, MeTokcukapbokcamig, eTtokcukapbokcamin abo
isonponokcukapbokcamig,.

«ApwrkapbokcamiaHa rpyna», npeacTasreHa R? abo R®, o3Hauae rpyny, Ae 3a3HaueHa BULLE apuribHa rpyna
o6'egHaHa 3 kapbokcamigom, Hanmpuknag, dpeHinkapbokcamig a6o HadbTMnkapbokcamia,.

«leTepoapunkapbokcamiaHa rpyna», npeactaneHa R? abo R®, osHauae rpyny, e 3asHaueHa Bulle
retepoapunbHa rpyna ob'egHaHa 3 kapbokcamigom, Hanpuknag, dypunkapbokcamia, TieHinkapbokcamig abo
niponinkapbokcamig.

«ApuncyrbdoHinamiHorpynay, npefcTasneHa R? a6o R*, o3Hauae rpyny, Ae 3a3HayeHa BULLE apuUrbHa rpyna
o6'egHaHa i3 cynbdoHinamiHo, Hampuknag, d)eHIJ'Ich'Ibd)OHIJ'IaMIHO abo HadTUNCYNbOoHINamiHo.

«ArkinamiHocynbhoHinbHa rpynay, npeAcTaBneHa R? a6o R, o3Hauae rpyny, ae 3a3HaueHa BULLE arkinbHa
royna ob'egHaHa 3 amiHOCYnMbOHINOM, Hampuknag, MeTMJ'IaMIHoch'Ib(bOHIJ'I, eTunamiHocynb@oHin abo



isonponinamMiHocynbOoHiIn.

«ApunamiHocyrnboHineHa rpynax», npegcraBneHa R? abo R®, o3Hauae rpyny, ne 3asHadeHa BuLLe apunbHa
rpyna o6'egHaHa 3 amiHOCyInbOHINoMm, Hanpuknag, eHinamiHocynbOoHINamiHO abo
Had TUNamiHOCYrb O OHINaMiHO.

«AparkinbHa rpyna», npegcraBneHa R? abo R®, Mae 3HaueHHs!, BU3HaueHi BULLE.

«AnkaHoinankinamiHorpyna», npegcrtaBneHa R? abo R®, o3Hauae rpyny, Ae 3asHadyeHa BULLE arnkaHoinbHa
rpyna o6'egHaHa i3 3a3HavyeHVM BULLE arkinamiHo, Hanpuvknag, aueTunMeTunamiHo abo auetunetTnnamiHo.

Kinbue A aBnse coboto 5-6-uneHHe reTepoapunbHe Kinblue, WO MICTUTb y Kinbui 1 abo 2 retepoartomm,
BUOpaHux 3 a3oTy abo cipku, abo B6eH3ombHe Kinbue. Take kinbLe A MoXe, Hanpvknag, aBnaTn coboto 6eH3onbLHe
KinbLe, nipuauMHOBE KinbLie, NipUMMIigUMHOBE KiNnbLie, TIOEeHOBOE KinbLie abo nipasnMHOBE KiNbLe, 3 AKMX KpaluyMu €
6eH30MbHe Kinble, MipuavHOBE Kinble W nipumiguHoBe Kinbue, i OGirblwe kpawmmyn € 6eH3orbHe Kinbue W
nipyanHoBe Kinbue.

Kormm Take 5-6-4neHHe reTepoapurbHe Kinble, nNpeactaBneHe Kinbuem A, MICTUTb ABa reTepoatomu, Li
retepoatoMm MOXyTb OyTv ogHakoBMMYK abo BiAMIHHUMYW OAMH Big OAHOTO.

Kinbue A moxe math 3aMiCHUK R? abo R®.

3a3HaveHi BULLE TPyMM 3aMiCHUKIB R? abo R® y UbOMYy Kinbui A MOXyTb OyTM ogHakoBUMM abo BiOMIHHMMMN
OJVH Bif OOHOTO.

13 rpyn, 3a3Ha4eHux BuULLIE, rpynu, npeacTtaeneHi popmynoto (VI):
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(me cumBomM MaloTb 3a3HayeHi BULLE 3HaYeHHs, | dpopmyna (VI-0):
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rokasye MicLie 3B'3yBaHHs1) MOXYTb, HAMpuKnag, ABnsaTu coboto rpynu, npeactasneHi dopmynamu (VI-1):
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(oe cumBoMM MatoTb 3a3HaYeHi BULLIE 3HAYEHHS), 3 SKMX KpaLLUMMK € rpynu, npeacTtasneHi popmynamu (VI-2):
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(oe cvmBorM MaloTb 3a3HayeHi BulLe 3HaYeHHs), i i3 umx rpyn Ginblie Kpawmmu € rpynu, npeacTaBneHi
dopmynamu (VI-3):
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(oe cumBommM MatoTb 3a3HayeHi BULLIE 3HAYEHHS).

Byab-saki i3 kpawmx acnekTis rpyn Ar, X1, X2, Y, R1, Rz, R3, R4, RS, RG, n, mi Kinbusa A, onMcaHux BuLLE,
MOXYTb Oy 06'eaHaHI.

Binb L KOHKpETHO, cronyka, npeacTtaeneHa popmynoto (1):

R3 \Ar\x X2
O
O

(e cumBorM MalTb 3a3HayeHi BULIE 3HAYEHHs), nNepeBaXHO, ABnde coboto 2-etmn-3-{4-[3-(1-
niponiguHin)nponokculdeHin}-4(3H)-xiHa3oniHoH, 2-metnn-3-{4-[3-(1-ninepuauHin)nponokcu]deHrin}-4(3H)-
XiHA30MiHOH, 2-metnn-3-{4-[3-(1-niponignHin)nponokcu]deHin}-4(3H)-xiHasoniHoH, 3-{4-[3-
(mieTvnamiHo)nponokcu]deHin}-2-metmin-4-(3H)-xiHa3oniHOH, 2-vetnn-3-{4-[3-(2-meTun-1-
niponiguHin)nponokculdeHin}-4(3H)-xiHazoniHoH, 3-{4-[3-(2,5-aumeTnn-1-niponiaunHin)npo nokcu]deHin}-2-meTun-
4(3H)-xiHa30miHOH, 2-metnn-3-{4-[4-(1-ninepunauHin)byTokcu]deHin}-4 (3H)-xiHasoniHoH, 3-{4-[3-(1-
asenaHin)nponokcu]deHrin}-2-metun-4(3H)-xiHa3oniHoH, 3-{4-[3-(1-a3okaHin)nponokcu]deHin}-2-meTun-4 (3H)-
XiHa30niHOH, 2-MeTun-3-{4-[3-(2-meTun-1-ninepuaunHin)nponokculderin}-4(3H)-xinazoniHoH, 2-meTun-3-{4-[3-(4-
mMeTun-1-ninepuaunHin)nponokcu]deHin}-4(3H)-xiHaszoniHoH, 3-(4-{3-[(2R,6S)-2,6-gnmeinn-1-
ninepuauHin)nponokcu}deHin)-2-metmn-4(3H)-xiHa3oniHoH, 2-metun-3-{4-[3-(3-metnn-1-
ninepuaunHin)nponokcu]deHrin}-4(3H)-xiHazoniHoH, 3-{4-[3-(3,5-aumeTnn-1-ninepugunHin)nponokcu]deHin}-2-
MeTun-4(3H)-xiHazoniHoH, 2-meTun-3-{3-[3-(1-ninepuguHin)nponokcu]deHin}-4(3H)-xiHa3oniHoH, 3-{3-6pom-4-[3-
(1-ninepuanHin)nponokcu]deHiny-2-eTmn-4(3H)-xiHazoniHoH, 2-metun-3-(4-[2-(1-ninepuanHin)eTokcu]deHin}-
4(3H)-xiHa30oniHOH, 2,5-aumeTnn-3-{4-[3-(1-ninepmgunin)nponokcu]deHin}-4 (3H)-xiHazoniHOH, 3-{4-[3-(1-
ninepuauHin)nponokcu]deHrin}-2-nponin-4 (3H)-xiHasoniHoH, 3-{4-[3-(1-ninepuanHin)nponokcu]eHin}-2-
rpudpTopmeTnn-4(3H)-xiHazoniHoH, 2-izonponin-3-{4-[3-(1-ninepuaunHin)nponokcu]deHin}-4(3H)-xiHasoniHoH, 2,6-
anmeTnnn-3-{4-[3-(1-ninepuauHin)npo nokcu]dpeHin}-4(3H)-xiHazoniHoH, 7-xnop-2-metun-3-{4-[3-(1-
ninepuauHin)nponokculdpeHrin}-4(3H)-xiHazoniHoH,  2,8-gumeTun-3-{4-[3-(1-ninepuauHin)nponokcu]deHin}-4 (3H)-
XiHA30MiHOH, 2-eTun-5-meTun-3-{4-[3-(1-ninepuanHin)nponokcu]deHin-4(3H)-xiHasoniHOH, 5-pTop-2-MeTuUn-3-{4-
[3-(1-ninepuanHin)nponokcu]deHiny-4 (3H)-xiHazoniHoH, 5-xnop-2-meTun-3-{4-[3-(1-ninepuanHin)nponokcu]deHin}-
4(3H)-xiHa3oniHoH, 5-meTokcK-2-MeTui-3-{4-[3-(1-ninepuaunHin)nponokcu]deHrin}-4(3H)-xiHazoniHoH, 5-rigpokcn-2-
meTun-3-{4-[3-(1-ninepuaunHin)nponokcu]deHrin}-4(3H)-xiHazoniHoH TpudTOpaueTar, 2-vetnn-3-{4-[3-(1-
ninepuaunHin)nponokculderin}-5-tpudTopmeTun-4(3H)-xiHa3oniHoH, 7-pTOp-2-MeTUN-3-{4-[3-(1-
ninepuaunHin)nponokcu]deHrin}-4(3H)-xiHazoniHoH, 6-pTOp-2-MeTUN-3-{4-[3-(1-ninepmamHin)nponokcu]deHin}-
4(3H)-xiHa3oniHoH, 6,7-andTop-2-MeTun-3-{4-[3-(1-ninepuawnHin)nponokcu]deHnin}-4(3H)-xiHazoniHoH, 6-6pom-2-
meTun-3-{4-[3-(1-ninepuauHin)nponokcu]deHin}-4(3H)-xiHazoniHoH, 6-xrnop-2-meTun-3-{4-[3-(1-
ninepuaunHin)nponokculdeHrin}-4(3H)-xiHazoniHoH,  6-MeToKCK-2-MeTuI-3-{4-[3-(1-ninepuamnHin)nponokcu]deHin}-
4(3H)-xiHasoniHoH, 6,7-gumeTokcn-2-meTun-3-{4-[3-(1-ninepuamHin)nponokcu]deHin}-4(3H)-xiHazoniHoH, 8-xmop-
2-meTun-3-{4-[3-(1-ninepuamnHin)nponokcu]deHrin}-4(3H)-xiHazoniHoH, 8-meToKCK-2-MeTUN-3-{4-[3-(1-
ninepuaunHin)nponokcu]deHrin}-4(3H)-xiHazoniHoH, 2-metnn-3-{4-[3-(1-



ninepuaunHin)nponokcu]deHin}deHso[glxiHasoniH-4(3H)-oH, 2,6-gumeTun-3-{4-[3-(1-niponigmHin)nponokcu]deHin}-
4(3H)-xiHa3oniHOH, 2-eTnI-5-meTnn-3-{4-[3-(1-niponignHin)nponokcu]deHin}-4(3H)-xiHasoniHoH, 5-dTop-2-MeTnn-
3-{4-[3-(1-niponigmHin)nponokcu]deHin}-4 (3H)-xiHazoniHoH,  2-meTun-3-{4-[3-(1-niponigmHin)nponokcu]deHin}-5-
TpupTopmeTnn-4(3H)-xiHazoniHoH,  5-xnop-2-meTun-3-{4-[3-(1-niponiamHin)nponokcu]deHin}-4 (3H)-xiHazoniHoH,
2-etun-3-{4-[3-(1-niponiguHin)nponokcu]derin}-4 (3H)-xiHazoniHoH, 2,5-gpumeTnn-3-{4-[3-(1-
niponiguHin)nponokculdeHin}-4(3H)-xiHa3oniHoH, 2-metnn-3-{4-[3-(1-ninepuauHin)nponokcu]deHintnipugo[2,3-
d]nipymigun-4(3H)-oH, 2-metnn-3-{4-[3-(1-niponiguHin)nponokculdeHin}nipngo[2,3-d]nipymignt-4 (3H)-oH, 6-xrop-
2-metun-3-{4-[3-(1-niponiguHin)nponokcu]deHrin}nipnao-[3,4-dnipumianH-4 (3H)-oH, 2-metun-3-{4-[3-(1-
ninepuauHin)nponokcu]deHintnipnao[3,4-dnipymianH-4 (3H)-oH, 2-metmn-3-(3-[3-(1-
niponiguHin)nponokcu]deHinnipuao[4,3-d]nipumignH-4(3H)-oH, 2-metmn-3-{4-[3-(1-
ninepuauHin)nponokcu]deHintnipnaol4,3-dnipumianH-4 (3H)-oH, 2-metun-3-{2-[3-(1-ninepuauHin)nponokcu]-5-
nipumiguHing-4(3H)-xiHasxo niHoH, 2,5-aumeTnn-3-{2-[3-(1-ninepmguHin)nponokcu]-5-nipumiguHing-4 (3H)-
XiHa3oniHoH, 2-etnn-3-{4-[3-(1-ninepuaunin)nponokcu]deHintnipugo[2,3-dlnipumiguH-4(3H)-oH, 6-xnop-2-eTun-3-
{4-[3-(1-ninepuawnHin)nponokcu]deHin}nipuao[3,4-d]nipumianH-4(3H)-oH, 6-xnop-2-eTun-3-{4-[3-(1-
niponiguHin)nponokcu]derinnipnao([3,4-d]nipumignH-4(3H)-oH, 2-etun-3-{4-[3-(1-
ninepuaunHin)nponokculderin}nipnao[3,4-d]nipumiguH-4 (3H)-oH, 2-etnn-3-{4-[3-(1-
niponiguHin)nponokculdeHin}nipuao[3,4-d]nipymignH-4 (3H)-oH, 2-etnn-3-{4-[3-(1-
ninepuaunHin)nponokculderininipuaol4,3-d]nipumignH-4 (3H)-oH, 2-etnn-3-{4-[3-(1-
niponiguHin)nponokculdeHin}nipugo[4,3-d]nipymignH-4 (3H)-oH, 6-xrnop-2-meTun-3-{4-[3-(1-
ninepuaunHin)nponokculderinnipnao[3,4-dJnipumignH-4(3H)-oH,  3-{4-[3-(1-ninepuaunin)nponokcu]deHin}-4(3H)-
XiHa30MiHOH, 6-(aueTmnamiHo)-2-metn-3-{4-[3-(1-ninepuagunHin)nponokcu]deHrin}-4(3H)-xiHazoniHOH, 6-
(6yTpmnamiHo)-2-meTun-3-{4-[3-(1-ninepmamHin)nponokcu]deHin}-4(3H)-xiHa3oniHoH, 6-(rekcaHoinamiHo)-2-
meTun-3-{4-[3-(1-ninepuaunHin)nponokcu]deHin}-4(3H)-xiHazoniHoH, 6-(6eH3oinamiHo)-2-meTnn-3-{4-[3-(1-
ninepuaunHin)nponokcu]deHrin}-4(3H)-xiHazoniHoH, 6-[(2-dbeHinaueTnn)aminol-2-metmn-3-{4-[3-(1-
ninepuaunHin)nponokcu]deHrin}-4(3H)-xiHazoniHoH, 6-(2-HadbTOiINamiHo)-2-meTnn-3-{4-[3-(1-
innepuguHin)nponokcu]deHrin}-4-(3H)-xiHazoniHoH, 2-meTnn-6-[(metTnncynbdoHin)amiHol-3-{4-[3-(1-
ninepugunHin)nponokcu]deHrin}-4(3H)-xiHazoniHoH, 2-meTnn-6-[(meTnncyne doHin)amiHol-3-{4-[3-(1-
niponiguHin)nponokcu]deHin}-4(3H)-xiHa3oniHoH, 7-(aueTnnamiHo)-2-meTnn-3-{4-[3-(1-
riinepuguHin)nponokcu]deHin}-4 (3H)-xiHasoniHoH, 7-(6yTvpunamiHo)-2-meTtnn-3-{4-[3-(1-
ninepuaunHin)nponokcu]deHrin}-4(3H)-xiHazoniHoH, 7-(rekcaHoinamiHo)-2-metn-3-{4-[3-(1-
ninepuaunHin)nponokcu]deHrin}-4(3H)-xiHazoniHoH, 7-(6eHsoinamiHo)-2-meTnn-3-{4-[3-(1-
ninepuaunHin)nponokcu]deHrin}-4(3H)-xiHazoniHoH, 7-[(2-dbeHinaueTnn)amino]-2-metmn-3-{4-[3-(1-
ninepuaunHin)nponokcu]deHrin}-4(3H)-xiHazoniHoH, 7-(2-HadbTOINamiHo)-2-meTnn-3-{4-[3-(1-
ninepuaunHin)nponokcu]deHrin}-4(3H)-xiHazoniHoH, 6-[aueTnn-(MeTun)aminol-2-metmn-3-{4-[3-(1-
ninepuaunHin)nponokcu]deHin}-4(3H)-xiHazoniHoH, 2-meTnn-6-deHrin-3-(4-[3-(1-ninepuanHin)nponokcu]deHin}-
4(3H)-xiHasoniHoH, 2-meTun-6-(4-metmndeHnin)-3-{4-[3-(1-ninepuaunHin)nponokcu]deHin}-4(3H)-xiHazoniHoH, 2-
mMeTun-6-(3-metnndeHin)-3-{4-[3-(1-ninepmanHin)nponokcu]deHin}-4(3H)-xiHazoniHoH, 2-meTnn-6-(2-
meTundeHin)-3-{4-[3-(1-ninepuguHin)nponokcu]deHrin}-4(3H)-xiHasoniHOH, 2-metnn-3-{4-[3-(1-
ninepuaunHin)nponokcu]derin}-6-(3-nipnann)-4 (3H)-xiHazoniHoH, 2-metnn-3-{4-[3-(1-
ninepuaunHin)nponokcu]derin}-6-(4-nipnann)-4 (3H)-xiHazoniHoH, 2-metnn-5-dpeHin-3-{4-[3-(1-
ninepuaunHin)nponokcu]deHrin}-4(3H)-xiHazoniHoH, 2-metvn-3-{4-[3-(1-ninepuamHin)nponokcu]deHin}-6-(2-
nipnamn)-4(3H)-xiHasoniHoH, 3-{4-[(1-uuknobyTun-4-ninepuauHin)okculdeHin}-2-metni-4(3H)-xiHasoniHoH, 3-{4-
[(1-uvknoneHTUN-4-nine puauHin)okcu]deHin}-2-metmn-4 (3H)-xiHazoniHoH, 3-{4-(1-uvknorekcun-4-
ninepuanHinokcn)eHin-2-metun-4(3H)-xiHazoniHoH, 3-{4-(1-i3onponin-4-ninepuauHinokcu)deHin}-2-me -
4(3H)-xiHasoniHoH, 3-{4-(1-etun-4-ninepuaunHinokcun)eHin}-2-meTun-4(3H)-xiHazoniHoH, 3-{4-(1-6yTnn-4-
ninepuaunHinokcn)deHin-2-metmn-4(3H)-xiHaszoniHoH, 3-{4-[(1-LnKroneHTWA-4-ninepuanHin)okcu]deHin}-2-meTun-
5-tpucbTopmeTin-4(3H)-xiHa3omniHOH, 3-{4-(1-uvknoneHTUN-4-ninepuauHinokcun)deHxin}-2,5-gumetmn-4(3H)-
XiHa30MiHOH,  7-xnop-3-{4-[(1-umknoneHT1-4-ninepuaunHin)okculderin}-2-metun-4(3H)-xinazoniHoH,  3-{4-[(1-
LKMo neHTu-4-ninepuaunin)okeu]derin}-2,6-gumetnn-4(3H)-xiHazoniHoH, 6-xnop-3-{4-[(1-umknoneHTnN-4-
ninepuaunHin)okculderin}-2-metnn-4(3H)-xiHasoniHoH, 3-{4-[(1-umknoneHTUN-4-nine puauHin)okculdeHin}-6-
MeTOKCU-2-MeTun-4(3H)-xiHa3oniHoH, 3-{4-[(1-umknoneHTUN-4-ninepuaunHin)okculdeHin}-2-metmnnipnao|[2,3-
d]nipymigun-4(3H)-oH,  3-{4-[(1-umKnoneHTnn-4-ninepuauHin)okculdeHin}-2-metunnipugo[4,5-d]nipymignH-4(3H)-
OH, 6-xrnop-3-{4-[(1-umknoneHTnn-4-ninepuguHin)okcu]derin}-2-meTunnipnao([3,4-dnipumignH-4(3H)-oH, 3-{4-[(1-
LMKIo neHTuI-4-nine puaunin)okeu]derin}-2-metmnnipnao[3,4-dnipumignn-4 (3H)-oH, 3-{4-[(1-umknobyTunn-4-
ninepuaunHin)okcu]deHin}-2,5-aumeTnn-4(3H)-xiHasoniHoH, 3-{4-[(1-umknobyTnn-4-ninepuaunHin)okcu]deHin}-5-
MeToKcn-2-meTun-4(3H)-xiHasoniHoH, 3-{4-[(1-umknobyTnn-4-ninepuaunHinjokcu]deHin}-2-metun-5-tpudp TopmeTusn-
4(3H)-xiHa3oniHoH, 5-xnop-3-{4-[(1-umknobyTun-4-ninepuguHin)okcu]deHin}-2-metnn-4(3H)-xiHazoniHoH, 3-{4-[(1-

LMKNo by Tnn-4-Hine puamHin)okculdeHin}-2-metunnipuao[4,3-d]nipymignH-4 (3H)-oH, 3-{4-[(1-umknobyTun-4-
ninepuaunHin)okcu]deHin}-2-etunnipuagol4,3-d]nipymignH-4 (3H)-oH, 3-{4-[(1-umknobyTun-4-
ninepuaunHin)okcu]deHin}-2-metunnipuao[2,3-d]nipymignH-4(3H)-oH, 3-{4-[(1-umknobyTun-4-
ninepuaunHin)okcu]deHin}-2-eTnnnipuao[2,3-d]nipymignH-4 (3H)-oH, 6-xnop-3-{4-[(1-umnknobyTnmn-4-
ninepuaunHin)okcu]deHin}-2-metunnipuao[3,4-d]nipymignH-4(3H)-oH, 6-x1op-3-{4-[(1-umnknobyTunmn-4-
ninepuauHin)okcu]deHin}-2-etunnipnao[3,4-dnipymianH-4 (3H)-oH, 3-{4-[(1-umknobyTun-4-
ninepuauHin)okculgeHin}-2-metunnipuao[3,4-dnipyumianH-4 (3H)-oH, 3-{4-[(1-umknobyTun-4-
ninepuauHin)okcu]deHin}-2-etunnipygol4,5-dnipymianH-4 (3H)-oH, 2-peHin-3-{4-[3-(1-

ninepuauHin)nponokcu]deHrin}-4(3H)-xiHazoniHoH, uuc-2-metnn-3-(4-{[4-(1-niponiguHin)umKnorekcunjokcudeHin)-
4(3H)-xiHa3oniHOH i TpaHc-2-meTun-3-(4-{[4-(1-niponignHin)ymknorekcumjokeuideHin)-4(3H)-xiHazoniHoH, 3-{4-[(1-
LMKII0 NeHTUN-3-niponianHin)okcu]dpeHrin}-2-metmn-4(3H)-xiHa3oniHoH, 3-{4-[(1-umknobyTunn-3-
niponiguHin)okcu]deHin}-2-meTmn-4(3H)-xiHa3oniHoH, 3-{4-[(1-unknoneHTUN-4-a3enaHin)okcu]eHin}-2-meTun-
4(3H)-xiHazoniHoH, 3-{4-[(1-unknobyTun-4-azenaHin)okcu]deHin}-2-metnn-4(3H)-xiHasoniHoH, 3-meTun-2-{4-[3-(1-
ninepuaunHin)nponokculderin}-1(2H)-izoxiHoniH, 2-{4-[(1-umknobyTunn-4-ninepuanHinjokcu]deHin}-3-metmn-1(2H)-
isoxiHoniH, 2-meTtnn-3-[4-{[3-(1-niponiguHin)umnknoneHTumjokcuydeHin]-4(3H)-xiHazoniHoH, 2-eTun-3-(4-{3-[(3S)-3-
MeTunninepuauH-1-injnponokcutdeHin)nipngo[2,3-dlnipumignH-4(3H)-oH, 2-metni-(4-{3-[(3S)-3-meTnnninepugnH-



1-injnponokcu}deHin)nipugo[4,3-d]nipymignH-4(3H)-oH,  3-{4-[(1-umknobyTunnine puanH-4-in)okcu]deHin-5-pTop-
2-meTtun-4(3H)-xiHasoniHoH, 3-{4-[(1-umknobyTunninepuanH-4-in)okculdeHin}-7-pTop-2-men-4(3H)-xiHazoniHoH,
3-{4-[(1-umknobyTMnnine puamH-4-in)okcu]deHin}-6-meTokcn-2-meTun-4 (3H)-xiHa3oniHoH, 3-{4-[(1-
LMKno by Tunnine pugnH-4-in)okculdeHin-6-dprop-2-memn-4(3H)-xinazoniHoH,  3-{4-[(1-unknobyTunninepunanH-4-
in)okcu]deHin}-8-pTop-2-MmeTu-4(3H)-xiHazoniHoH,  3-{4-[(1-umknobyTunninepuanH-4-injokcu]deHin}-6-gpTop-2-
meTunnipngo(3,4-dlnipumignn-4(3H)-oH, 6-meTokcK-2-meTun-3-{4-[3-(1-ninepuaunHin)nponokcu]deHin}nipnao-[3,4-
d]nipymigunn-4(3H)-oH, 6-meTokeu-2-metni-3-{4-[3-(1-niponiguHin)nponokcu]deHintnipuao[3,4-d]nipymiguH-4(3H)-
OH, 5-meTokcu-2-meTun-3-(4-{3-[(3S)-3-meTunninepunaunt-1-injnponokcuideHrin)-4(3H)-xiHa3oniHOH, 7-MeTOKCK-2-
meTun-3-(4-{3-[(3S)-3-meTunninepugnH-1-injnponokcucpeHin)-4(3H)-xiHazoniHOH, 2-metun-3-(4-{3-[(3S)-3-
MeTunninepuank-1-injnponokcu}deHin)nipuao[2,3-d]nipumignn-4 (3H)-oH, 5-cpTop-2-meTnn-3-(4-{3-[(2R)-2-
MeTunniponiguH-1-injnponokcuideHin)-4 (3H)-xiHazoniHOH, 2-meTtnn-3-(4-{3-[(2R)-2-meTunniponiguH-1-
injnponokcu}deHin)nipugo[4,3-d]nipumianH-4(3H)-oH, 6-meToKCU-2-MeTUN-3-(4-{3-[(2R)-2-meTunniponignH-1-
injnponokcu}deHin)-4(3H)-xiHa3oniHoH abo 6-meToKCU-2-MeTUN-3-(4-{3-[(2S)-2-meTunniponignH-1-
innponokcu}deHin)-4(3H)-xiHazoniHOH.
3i cnonyk doopmymm (1), WO HanexaTts 4O 4aHOr0 BMHAxo4y, Cronyky, npeactasneHy popmyrnoto (I1-1):
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(oe cumBoMM MatoTb 3a3HayeHi BULLIE 3HAYEHHS).

(Cragia 1)

Lisa cTagisa sBnse coboto crnocib ogepxaHHsa cnonyku (3) B3aeMOAiEto NoxigHoro amiHokapboHoBoi kucnoTn (1)
3 aHrigpuaom KucrnoTm (2).

KinbkicTb BMKOPMCTOBYBaHOrO aHrigpvay kucrnotu (2) 3snyanHo cknagae Big 1 go 10 eks., ane nepeBaxHo Big
2 po 5ekB., 3 po3paxyHKy Ha 1eks. crnonyku (1).

Temnepatypa peakuii sBnse coboto Temnepartypy Big kimHatHoi go 150°C, ane nepesaxHo - Big 100 go
130°C.

Yac peakuii 3Bu4anHo ckragae Big 1 4o 24 roavH, ane nepeBaxHo - Big 1 4o 6 roauH.

BukopuctoByBaHuiA B peakuii pPO3YMHHWMK KOHKPETHO He OOMeXeHuW, 3a yMOBMW, WO BiH He BMNMBaE Ha
NPOBEJEHHS peakuii, Hanpvknag, BiH sBnse cobow aumeTtundopmamia, ammeTuncynbdokeua, 1,4-giokcaH abo
TONyon, arne 3 HAX NepeBaXkHUMU € gumeTtundopmamia i 1,4-giokcaH.

AnbTepHaTvBHO, Ha LN cTagii crnonyky (3) MOXHa ogepxaTtu B3aemofielo MoxigHoro amiHokapboHOBOI
kucrnoTu (1) i aHrigpuagy KMcrnoTu (2) y BKasaHUX BULLE peakuiHMX ymoBax, 6e3 BUKOPWCTaHHS peakuiliHOro
PO3YMHHMKA.

Cronyka (3), ogepxaHa TakuM 4YMHOM, MOTIM MOXe OyTu BMKOpUCTaHa Ha HacTymHii cTagii nicna i
BUAINEHHS/OYMLLEHHS 3 BUKOPUCTaHHSAM 3acobiB, BiOMUX 3 PiBHA TEXHiKW, HAMPUKNad, Takux sIK KOHLEHTPYBaHHS,
KOHLIEHTPYBaHHA MPU 3HWKEHOMY TUCKY, KpucTaridauis, eKCTpakuis pO34YMHHMKOM, 3BOPOTHE OCapKeHHs abo
xpomartorpacisi, abo 6e3 BUAINEHHS i OUMLLEHHS.

Crionyky (3), ogepxaHy Ha Ui cTagii, MoOXHa oepXaTy TakoX HacTynHUM crocobom
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(ne cMmBonMM MatoTb BKa3aHi BULLE 3HAYEHHS).
Crapia 1) sBnse coboto crnocib odepxaHHa amigocrnonyku, npegcTtasneHoi dopmyrnoto (1-2), B3aemogieto
crnonyku (1) i xnopaHrigpuay Kncnotu (2-1) B NPUCYTHOCTi OCHOBU
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(me cumBoM MatoTb BKa3aHi BULLE 3HAYEHHS).

XropaHrigpug, kucnotm (1-2), WO BMKOPWUCTOBYETLCH Ha Ui cTagii, MoXe, Hanpuknag, sBndtm coboto
eHinaueTunxnopua, 1-HadpTOINXMOPUA, 2-HadbToTNXnopua, LMKrnonponaHkapOoHinxnopua,
uuknobyTaHkapboHInNxopua, UMKnoneHTaHkapboHinxnopua abo umknorekcaHkapboHinxnopua.

BukopuctoByBaHa KinbKicTb crionyku (2-1) ssBuuyanHo cknagae Big 1 go 10eks., ane nepesBaxHo Big 1 Ao
1,5ekB., 3 po3paxyHky Ha 1ekB. cronykm (1).

BukopuctoByBaHa OCHOBa MOXe, Hampuknag, siBnatM coboto TpueTunamiH, giisonponinamic, nipygnH abo T.
n., ane nepeBaxHo - giisonponinamiH, eTunamiH abo nipuavH.

Temnepatypa peakLii 3BuyariHo cknagae Big 0 go 100°C, ane nepeBaxHo - Big 0 go 80°C.

Yac peakuii 3BnyariHo ckrnagae Big 1 oo 48 roavH, ane nepeBaxHo - Big 3 4o 12 roguH.

BukopuctoByBaHuii B peakuii PO34MHHUMK KOHKPETHO He OOMeXeHul, 3a YMOBM, LU0 BiH He MepeLLKoDKae
3AIMCHEHHIO peakLuil, ane nepeBaxHUM € iHEPTHUA PO3YUHHUK. [MpuKknagamu Takoro iHEPTHOro PO3YMHHUKE €
nipyuavH, MeTuneHxnopua, xnopodopm, TeTparigpodypaH, 1,4-giokcaH, gieTnnosun edip i Tonyon, ane 3 HUX
nepeBaxXHWUM € TeTparigpodypaH abo nipuavH.

AmigHy crnonyky (1-2), ogepxaHy BHacrigoK peakuii, BMKOPUCTOBYKOTb AN peakuil Ha cTagii 2) 6es
BUAINEHHA/OYMLLEHHS, MICNS BiATOHKM PO3YMHHMKA, LLO BUKOPUCTOBYETHCS B peakUii 3 0AepKaHHAM 3amnmLuky.

Cragisa 2) aBnsie coboto crnocib ogepkaHHs cnonyku (3) B3aemogieto 3anmLuKy, Lo MICTUTe amigHy cronyky (1-
2), ogepkaHy Ha onucaHin BuLle ctagii 1), 3 okcaninxnopuaom.

BukopucToByBaHa KinbKiCTb okcaninxnopuay 3suyarnHo cknagae sig 1 go 10eks., ane nepeBaxHo - Big 1 0o
3ekB., 3 po3paxyHky Ha 1ekB. cronyku (1).

Yac peakuii 3Bn4ariHo ckrnagae Big 1 0o 48 roavH, ane nepeBaxHo - Big 1 4o 12 roguH.

Temnepartypa peakLii 3BuyariHo cknagae Big 0 go 100°C, ane nepesaxHo - Big 0 go 50°C.

BukopucToByBaHUIA B peakLuii PO3YMHHMK KOHKPETHO He OOMeXeHW, 3a YMOBM, LUO BiH He nepeLLKomKae
3AINCHEHHIO peakLil, ane nepeBaXxHWM € HEPTHUA PO3YUHHUK. [MpuKknagamy Takoro iHEPTHOro PO3YMHHUKE €
MeTuneHxrnopua, XxrnopodopM, TeTparigpodypaH, 1,4-giokcaH, AgumeTundopmamia, AMMeTUncynbdokeus i
TONyOn, ane 3 HUX NepeBaXHUMU € MeTUNeHxXopua, XxriopodopM, TeTparigpodypaH i Tonyon.

Ha uin cTtagii peakuito MOXHa 3[iMCHUTM Oo0OaBaHHAM KaTaniTMYHOI KinNbkKocTi AumeTundopmamigy Ao
peakuinHoT CyMiLLi.

KataniTnyHa kinbkicTe gumeTundopmamigy 3suyaviHo cknagae Big 0,01 go 0,5eks., ane nepesaxHo Big 0,01
0o 0,2ekB., 3 po3paxyHky Ha 1ekB. cronyku (1).

Cronyka (3), ogepkaHa TakuM 4YMHOM, MOTIM MOXe OyTu BMKOpPWUCTaHa Ha HacTymHin cTagii nicna ii
BUAINEHHA/OYMLLEHHS 3 BUKOPUCTaHHSAM 3acobiB, BiGOMUX 3 PIBHA TEXHIKW, HANPUKNad, Takux sIK KOHLEHTPYBaHHS,
KOHLIEHTPYBaHHS MPU 3HWKEHOMY TUCKY, eKCTpaKuis PO34YMHHMKOM, 3BOPOTHE OCaPKEeHHs, KpucTanidauisd abo
xpomartorpadisi, abo 6e3 BUAINEHHS/OUYNLLEHHS.

(Ctagis 2)

La ctagia saBnse coboto crnocib ogepxaHHa cronyku (5) B3aemogieto cronyku (3) i cnonyku (4), ski 6ynm
ofepxaHi Ha onucaHin BuLle cTtagii 1.

BukopuctoByBaHa kinbkicte cronyku (4) 3BudaviHo cknagae Big 0,5 go 10ekB., ane nepeBaxHO - Big 1 8o
3ekB., 3 po3paxyHKy Ha 1ekB. crionyku (3).

Temnepatypa peakuii 3Bu4ariHo ckragae Big 60°C go 160°C, ane nepeBaxHo Big 80°Cpo130°C.

Yac peakuii 3B1M4anHO cTaHOBUTL 2-48 roavH, ane nepeBaxHo Big 5 Ao 10 roguH.

BukopucToByBaHUIA B peakuii PO3YMHHUMK KOHKPETHO He OOMeXeHul, 3a YMOBM, LUO BiH He nepeLuKomKae
30INCHEHHI0 peakuil, ane [HepTHUA pPO3YMHHWK, Takuh 49K Tonyon, 1,4-giokcaH, AuvMeTundopmamig i
AMMeTUCYNbMOKCUA, € NEPEBIKHUM.

KoHkpeTHMKM mpuknagamun cronyku (4), WO BMKOPUCTOBYETLCS Ha Ui cTagii, € 4-amiHodeHon, 5-amiHO-2-
HagTON, 6-amiHo-2-HadpTon, 2-aMiHO-5-rigpoKCUNipUMIaVH, 2-amiHo-5-rigpokcunipuavH, 3-aMiHo-6-
rigpokcunipuanH, S5-amiHo-3-rigpoken-1H-1,2,4-tpnason, 2-amiHo-4-rigpokcutiason, 3-aMiHO-6-rigpokcunipnaasuH,
2-amiHo-4-rigpokciokcason, 2-aMiHO-5-rigpokcunipasuH, 5-amiHO-3-rigpokciizoTiazon, 2-amiHo-5-rigpokcu-1,3.4-
Tiagiaszon, 3-amiHo-5-rigpokcu-1,2 4-tiagiazon, 5-amiHo-3-rigpokcu-1,3,4-Tiagiason, 5-amiHO-3-rigpokciisokcason,
2-aMiHO-6-TigpOKCUXIHOMNWH, 2-aMiHO-5-rigpokcn-1H-6eHsimigaszon, 5-amiHo-2-rigpokcu-1H-6eH3imigason, 2-amiHo-
5-rigpokcutiazon[5,4-blnipuanH, 2-amiHo-5-rigpokcnbeHsoTiason, 2-amiHo-5-rigpokcnbeHsokcason, 3-amiHo-6-
rigpokcmMbeH3oKcasorn.

Crnonyka (5), ogepXaHa TakMM 4YMHOM, MOTIM MOXe OyTM BMKOpUCTaHa Ha HacTymHin cTagii nicns i
BWAINEHHS/OYMLLEHHS 3 BUKOPUCTaHHAM 3aco0iB, BiGOMMX 3 PIBHA TEXHIKW, HANPUKNad, Takux sIK KOHLEHTPYBaHHS,
KOHLIEHTPYBaHHSI MPU 3HWKEHOMY TUCKY, €KCTpaKuisi PO34MHHMKOM, KpucTaniauis, 3BOpOTHE OCapKeHHsi abo
xpomarorpadisi, abo 6e3 BUAINEHHS/OUYNLLEHHS.

(Cragia 3)

Lia cTagia ssnsie coboto crnocié oaepxaHHs crnonyku (7) B3aemogieto crnonyku (5), ogepXaHol Ha BkasaHin
BUMLLE CcTafii 2, 3 ranoreHoBaHot crosnykoto (6).

BukopuctoByBaHa OCHOBa MOXe, Hampuknag, sBnsatu coboto rigpokapboHaTt HaTtpito, kapboHaT kanito abo
rigpua HaTpito, ane nepeBaxHO - KapboHaT Kanito i kapboHaT HaTpito.



BukopurcTtoByBaHa KinbKicTb OCHOBU 3BMYariHO cknagae Big 1 go 10eks., ane nepesaxHo Big 1,5 Oo Seks., 3
po3spaxyHKy Ha 1ekB. crionyku (5).

Yac peakuii 3BM4anHo ckragae Big 1 0o 48 roavH, ane nepeBaxHo - Big 5 0o 12 roguH.

Temnepatypa peakLii 3BuyariHo cknagae Big 0 go 150°C, ane nepesaxHo Big 50°C go 100°C.

lanoreHoBaHa crionyka Moxe, Hanpuknag, asnam coboto 1,3-6pomxrnopnponaH abo 1,4-6pomxrniopbyTaH.

Cronyka (7), ogepxaHa TakuM 4YMHOM, MOTIM MOxe OyTu BMKOpUCTaHa Ha HacTymHii cTagii nicna i
BUAINEHHS/OYMLLEHHS 3 BUKOPUCTaHHSAM 3acobiB, BiOMUX 3 PiBHA TEXHIKM, HAMPUKNad, Takux sIK KOHLEHTPYBaHHS,
KOHLIEHTPYBaHHA MPU 3HWKEHOMY TUCKY, eKCTpaKLis PO3YMHHMKOM, KpuCTanidauis, 3BOPOTHE OCapKeHHs abo
xpomatorpadisi, abo 6e3 BUAINEHHS/OUNLLEHHS.

(Crapia 4)

Lia cTagia senge coboto crnocib ogepkaHHa cronyku (1-1) 3a AaHMM BUHaxo4oM B3aemogieto crnonyku (7),
OfepXaHoi Ha BkasaHili BuLUe cTagii 3, 3 aMiHocnoykot (8) B MPMCYTHOCTi OCHOBW.

BukopucToByBaHa Ha Ui cTagii ocHoBa MOXe, Hanpuvknag, SBnstu coboto rigpokapboHaT HaTpito, kapboHaT
HaTpito, kapboHaT kanito abo rigpua HaTpilo, ane 3 HUX NepeBaKHUMM € kapboHaT HaTpito | KapboHaT Kanito.

BukopurcToByBaHa KinbKiCTb OCHOBU 3BUYanHO cknagae Big 1 oo 10eks., ane nepeBaxHo - Big 1 4o Seks.

BukopuctoByBaHa KinbkicTb amiHocnonyku (8) 3BudaviHo cknagae Big 1 go 10eks., ane nepesaxHo Big 2 A0
5ekB., 3 po3paxyHKy Ha 1ekB. crionyku (7).

Ha uin cragii ons nigBuLIEHHA peakuinHo3gaTtHoCTI cronyku (7), nepeBaxHO, WO B peakuiliHii cuctemi
TaKOX OfHoYacHo OyB MPUCYTHIM Moaua Kanito, noaug TeTpa-H-0yTMNamoHito i T. N. KiNMbKiCTb voauay kanito, Lo
BUKOPUCTOBYETLCS, 3BM4anHO ckragae Big 0,1 ao 10eks., ane nepesaxHo Big 0,1 0o 3eks.

Temnepartypa peakLii 3BuyariHo cknagae Big 0 go 150°C, ane nepesaxHo - Big 50°C go 100°C.

Yac peakuii 3Bn4arHo ckrnagae Big 1 0o 48 roavH, ane nepeBaxHo - Big 1 4o 12 roguH.

BukopucToBYBaHWA B peakuii PO3YMHHWMK KOHKPETHO He OOMEeXeHWi, 3a yMOBW, Lo BiH He BMMMBAaE Ha
npoBedEeHHs1 peakuii, ane iHepTHUA PO3YMHHUK, Takui SK aumeTundopmamia, TeTparigpodypaH, 1,4-giokcaH,
aueToH abo MeTUNETUIKETOH € NEPEBaKHUM.

Cronyka (I-1) 3a gaHuM BWHaxo4oOM, ofepXaHa TakuM YMHOM, MOXe MoTiM OyTu BugineHa/oyvweHa 3
BMKOPWCTaHHSIM 3aco0iB, BiAOMMX 3 PiBHA TeXHikW, HaMpuKnag, Taknx sk KOHLEHTPYBaHHS, KOHLEHTPYBaHHS Mpu
3HWKEHOMY TUCKY, EKCTPaKLisi PO3UYMHHMKOM, KpMcTanisauis, 3BOPOTHe ocahKeHHs abo xpomaTtorpadisi.

Crionyky (I-1), Wwo HanexwuTb 40 4aHOro BUHaxody, MOXHa ogepXXaTu TakoX HacTynHUM crnocobom:
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(ne L" siBnsie co6oto rpyny, Lo BUAANSETLCS, @ iHLLi CUMBOM MaloTh BKa3aHi BULLE 3HAUEHHS!).

(Ctagina 5)

Lisa cTagia asnse coboto cnocid ogepxaHHa cnonyku (I-1) B3aemogieto cronyku (5), ogepkaHoi Ha BkasaHin
BuLUe cTafii 2, 3 amiHocnonykoto (9).

BukopuctoByBaHa amiHocronyka (9) MicTuTb B Momekyni rpyny, wWo Bugansetscsa. La rpyma, wo
BMOANAETbCH, KOHKPETHO He oOMexeHa, 3a yMOBM, LUO BOHA BiALEMNMOETHCHA 3 YTBOPEHHAM cronyku (I-1) B
peakuii i3 cnonykoto (5). MNpuknagamn € aToMu ranoreHis, Takux siK xsiop i 6pom, To3un i Me3un, ane 3 HWX
nepeBaxHUMK € 6poM i To3wun.

BukopuctoByBaHa KinbKicTe amiHocrnonyku (9) 3sudaviHo ckrnagae Big 1 go 10eks., ane nepeBaxHoO - 3ekB., 3
po3paxyHKy Ha 1ekB. crionyku (5).

BukopucToByBaHa Ha Ui cTagii ocHoBa MOXe, Hanpuvknag, SBnstu coboto rigpokapboHaT HaTpito, kapboHaTt
HaTpito, kapboHarT kanito abo rigpua HaTpito, ane 3 HUX NepeBaneHMMK € kapboHaT Karito i kapGoHaT HaTpito.

Temnepartypa peakLii 3BuyariHo cknagae Big 0 go 150°C, ane nepesaxHo Big 25°C go 100°C.

Yac peakuii 3Bn4ariHO ckrnagae Big 1 4o 72 roavH, ane nepeBaxHo - Big 3 4o 12 roguH.

BukopuctoByBaHuiA B peakuii PO34YMHHUK KOHKPETHO He OOMeXeHul, 3a YMOBM, LU0 BiH He MepeLLKoDKae
3INCHEHHIO peakuil, ane nepeBaXXHUM € IHEPTHUA PO3YMHHMK, TakUi SK auMmeTtundopmamia, TetparigpodypaH,
1,4-niokcaH, aLueToH abo MeTUNETUMNKETOH.

Cronyka (I-1) 3a gaHuM BWHaxo4oM, ofepXaHa TakuM YMHOM, MOTIM MoXe OyTn BudineHa/oyvweHa 3
BMKOPWCTaHHSIM 3acobiB, BiJOMMX 3 PiBHA TeXHikW, HaMpuKnag, Taknx sk KOHUEHTPYBaHHS, KOHLEHTPYBaHHS Mpu
3HWKEHOMY TUCKY, EKCTPaKLisi PO3UYMHHMKOM, KpMUCTanisauis, 3BOpOTHe ocamKeHHs abo xpomaTtorpadis.

Crionyky, WO HanmexuTe [JO [aHOro BWHAaxody, MOXHa OAepXaTh TakoX HacTynHUM crnocobom,
BMKOPMCTOBYHOUM crionyky (3), ogepkaHy Ha ctagii 1,
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(oe cumBOMM MatoTb BKa3aHi BULLE 3HAYEHHS).

(Ctagin 6)

Lis cTapia siBnsie coboto cnocid oaepxaHHst cnomnyku (1-1), WO HanexuTe OO0 AaHOro BMHAaxondy, B3aeMoieto
cnonyku (3), ogepxaHoi Ha Bka3daHin BuLle ctagii 1, 3 amiHocrnonykoto (10).

Ha uin cTagii BukopuctoByBaHa kinbkictb cnonyku (10) cknagae Big 1 go 10ekB., ane nepeBaxHo - Big 1 o
5ekB., 3 po3paxyHky Ha 1ekB. crionykm (3).

Temnepatypa peakLii 3BuyariHo ckragae Big -20°C go 180°C, ane nepeBaxHo Big 0°Coo130°C.



Yac peakuii 3Bu4anHo ckragae Big 1 0o 72 roauvH, ane nepeBaxHo - Big 3 0o 12 i oguH.

BukopuctoByBaHuii B peakuii pO3YMHHWMK KOHKPETHO He OOMeXeHuW, 3a ymMOBMW, WO BiH He BMNMBaE Ha
NpoBedeHHs peakuil, Hampukrag, iHEPTHUN PO3YMHHUK, TakMi K AuMeTundopmamia, AMMeTUrncynbdokeua,
ouToBa kucroTa, 1,4-giokcaH abo Tonyon, ane 3 HUX NepeBaxxHUM € AumeTundopmamig abo ouToBa KucroTa.

Cronyka (1-1) 3a gaHMM BUHax040M, OAepXaHa TakuM YMHOM, MoTiM MoXe OyTV BUKOpPUCTaHa Ha HacTymHin
cTagii nicns i BUAINEHHA/0YNLLEHHS 3 BMKOPUCTaHHAM 3acobiB, BiJOMUX 3 piBHSA TEXHIKM, HaMpuUKnag, Takux sk
KOHLIEHTPYBaHHS, KOHLEHTPYBaHHSI MPU 3HWKEHOMY TWUCKY, eKCTpakuis PO3YMHHMKOM, KpucTanisauis, 3BOpOTHE
ocampKeHHs abo xpomaTtorpadisi.

Cronyka (10) He obmexeHa BibHMM aMiHOM, i MOXXHa TaKOX BMKOPUCTATU KWUCIIOTHO-agMTUBHY Cinb. Taka
KMCINOTHO-aAMTMBHA Ciflb MOXe, Hanpuknag, aBnat coboto rigpoxnopua, To3unat abo TpudTopaveTar.

3i cnonyk (10) cnonyky, npegcTasneHy dopmynoto (10-1):
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(me T aBnse coboto rigppokcurpyny abo atom Topy, a iHLI CUMBOSIM Mal0Tb BKa3aHi BULLE 3HAYEHHS).

(Cragia 6-1)

Lisa cTagia sBnse coboto cnocib B3aemogii cnonyku (10A) i3 cronykoto (10B) 3 ogepxaHHam crionyku (10C).

Y dopmyni (10A), korm T siBnsie coboto rigpokeurpyny (us crnonyka 6yae BkasaHa sk (10A-1)), cnonyky (10C)
MOXHa ofepxatu, BukopucToBytoumn cnonyky (10A-1) i cnonyky (10B) B peakuii MiyHoby (Mitsunobu). Peakuito
MiuyHoOy MOXHa 3gilcHMTM  crnocoboMm, ommMcaHMm B niTepatypi  [gwB., Hampuknaa, «The Use of
Diethylazodicarboxilate and Triphenylphosphine in Synthesis and Transformation of Natural Products», Synthesis,
Vol.1, 1981, pp.1-28, by O.Mitsunobu et al.], B npucytHOCTi docdiHy i asocrnonyku, cnocobom Ha OCHOBI L€l
mMeToaMKkM abo noegHaHHAM Takux cnocobiB 3i cnocobamu, WO TpaaMUinHO BUKOPUCTOBYIOTHCS.

BukopuctoByBaHa kinbkicTb crnonyku (10B) 3BmuanHo ckragae Big 0,5 go 10eks., ane nepesaxHo - Big 1 4o
3ekB., 3 po3paxyHky Ha 1eks. cnonyku (10A-1).

docdiHOBa cronyka, WO BUKOPUCTOBYETBCA Ha Ui CTagdii, 3BMYaiHO sBnsie coboto, Hampuknag,
TpudeHindocdiH, TpueTundocdid abo T. n.

BukopucToByBaHa KinbkicTb docdiHoBOI crosnyku 3sndanHo cknagae Big 0,5 no 10eks., ane nepesBaxHo - Bif
1 oo 3ekB., 3 po3paxyHky Ha 1ekB. cronyku (10B).

BukopuctoByBaHa asocrionyka Moxe, Hanpuknag, sBnatM coboto  gieTvnasogukapbokcunat  abo
Jiisonponinaszoavkapbokcunar.

BukopucToByBaHa KiNnbKiCTb a3ocnonyku 3sudanHo cknagae Big 0-5 go 10eks., ane nepeBaxHo - Big 1 oo
3ekB., 3 po3paxyHky Ha 1ekB. cnonyku (10B).

Yac peakuii Ha uin ctagil 3Bu4anHo cknagae Big 1 oo 48 roavH, ane nepeBaxHo Big 4 0o 12 roavH.

Temnepatypa peakuii Ha Ui cTagii 3BUMYaWHO Big KIMHaATHOT TemnepaTypu OO Temrepatypu KUMiHHS
PO34MHHMKA, L0 BUKOPUCTOBYETLCS B peakLii, ane nepesaxHo Big 15°C go 30°C.

BukopucToByBaHUIN Ha i CTagii peakuii pO34YMHHUK KOHKPETHO He OBMEXeHWiA, 3a YMOBM, LLO BiH He BMnMBae
Ha NpoBeeHHs peakLil, ane KOHKpETHUMU Npuknagamu € TeTparigpodypaH i Tonyon.

Y copmyni (10A), korm T aBnsie coboto atom dTopy (us cronyka byae BkasaHa Ak (10A-2)), cnonyky (10C)
MOXHa ofepxatn B3aemopgieto cronykm (10A-2) i3 crnonykoto (10B) B mpucytHocTi ocHoBu. OcHOBa, LLUO
BMKOPWCTOBYETLCSA Ha Ui CTagii, MoXe, HanpuWKrad, ABnsTh coboto rigpokeua HaTpito.

BukopucToByBaHa KinbKicTb OCHOBM 3BMYanHO cknagae Big 1 oo 10eks., ane nepeBaxHo - Big 1 o 5eks., 3
po3paxyHky Ha 1ekB. cnonyku (10B).

BukopucToByBaHa kinbkicTe crnonyku (10B) 3BuyanHo cknagae Big 1 go 10eks., ane nepesaxHo Big 2 g0
5ekB., 3 po3paxyHky Ha 1ekB. cnonyku (10A-2).

Ha uin ctagii ana nigBueHHst peakuinHosaaTtHocTi cnonyku (10A-2) nepeBakHo, WO6 B peakuinHii cuctemi
ofiHo4YacHo 6yB NpUCYTHIM oaua Kanito | noama TeTpa-H-byTnn amoHito.

BukopuctoByBaHa KinbkicTe noauady kanito 3eudanHo cknagae Big 0,1-10eks., ane nepesaxHo - Big 0,1 go
3eks.

Temnepatypa peakuii 3Bu4ariHo ckragae Big 0°C go 150°C, ane nepeBaxHo Big 50°C go 100°C.

Yac peakuil 3BM4arnHo ckrnagae Big 1 o 48 roavH, ane nepesaxHo Big 1 4o 12 roauH.

BukopucToBYBaHUIA Ha Uil CTagii peakuii pO34MHHUK KOHKPETHO He OOMEXEeHWI, 3a yMOBM, WO BiH He BMivBae
Ha MpoBeAeHHs peakKuii, ane KOHKPEeTHUMW MpuUKNagamu € iHepTHi PO3YMHHUKKM, Taki SK AuMeTundopmamig,
TeTparigpodypaH, 1,4-giokcaH, aLeToH i MeTUNETUINKETOH.

OpepxaHa Ha uin ctagii cnonyka (10C) notim moxe OyTn BugineHa/oyvileHa 3 BMKOPUCTaHHAM 3acobis,
BiJOMUX 3 pIiBHA TEXHiKW, Hampwknag, Takux $K KOHUEHTPYBaHHS, KOHLUEHTPYBaHHS MPU 3HWKEHOMY TUCKY,
€KCTpaKList pO34YMHHUKOM, KpucTani3auisi, 3BOPOTHE OocapkeHHs abo xpomaTtorpadisi.

Cronyka (10B), wo BUKOPUCTOBYETHCS Ha Ui cTagii, MOXe, Hanpuknad, matn dopmyny, npeacTaBrneHy
HWXYe,
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(Crapia 6-2)

Lia cTtagia sense coboto cnocib ogepxaHHa cronyku (10-1) katanitTudHum BigHOBNeHHAM cronykn (10C),
oJepKaHoi Ha onmMcaHin BuLle ctagil 6-1, 3 BUKOPUCTaHHSAM SK KaTarizaTtopa nanagito Ha akTMBOBaHOMY BYTifnrii.

BukopuctoByBaHa KifbKiCTb narnafito Ha akTMBOBaHOMY BYrinmi 3sudanHo cknagae sig 0,01 go 1eks., ane
nepesaxHo - Big 0,05 go 0,5eks., 3 po3paxyHky Ha 1eks. crnonyku (10C).

Temnepatypa peakuii 3su4aviHo cknagae Big 0°C go 80°C.

Yac peakuii 3Bu4anHo ckragae Big 1 0o 48 roavH, ane nepeBaxHo - Big 1 o 12 roguH.

OpepkaHa Takum YMHOM Ha i cTagii crnonyka (10-1) noTim moxe 6yTn BugineHa/oumLlgHa 3 BUKOPUCTAHHSM
3acobiB, BiOOMMX 3 PiBHA TEXHIKW, HANPWKNag, Takux Ik KOHLEHTPYBaHHS, KOHLEHTPYBaHHS NPy 3HWKEHOMY TUCKY,
EKCTpaKLisi pO34MHHUKOM, KpUcTarnisaiis, 3BOpOTHE OCapKEHHs abo xpomarorpadis, abo ii MoXkHa BMKOpUCTaTK
Ha HacTynHin cTagii 6e3 BUAINEHHS/OYMLLIEHHS.

3i cnonyk (10) cnonyky, npegcTasneHy dopmynoto (10-2):
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(Ctagisa 6-3)

Ha uivi ctapii cnonyky (10F) moxHa ogepxatm B3aemogieto 4-amiHodeHomny (10D) i3 cronykoto (10E).
Peakuis, Ky BUKOPUCTOBYIOTb Ha Ui cTagii, sBnse coboto BkasaHy BuLLe peakuito MiLyHooy.

BukopuctoByBaHa KinbkicTb cnmpToBoi crnonyku (10E) 3BuyanHo cknagae Big 0,5 go 10eks., ane nepeBaxHo -
Bia 1 go 3eks., 3 po3paxyHky Ha 1ekB. cronyku (10D).

3axuvcHa rpyna gns amiHorpynm B crionyui (10E) He obmexeHa rpynoto Boc, i moxe siBnisie coboto 6yap-aky
3ax1CHy rpymny 4ns amiHorpyn, onucaHy y BkazaHoMy BuLe nocunanHi [« Protective Groups in Organic Synthesis»,
by T.W.Green, Vol.2, John Wiley & Sons, 1991], sika gie sk 3axucHa rpyna Ans amiHorpyn Ha ctagii 6-3 i moxe
6yTv BuoaneHa Ha ctagii 6-4.

dPocdiHOBa cronyka, WO BUKOPUCTOBYETBCA Ha Ui CcTadii, 3BMYaiHO sBMsie coboto, Hampuknag,
TpudeHindocdiH abo TpuetundocdiH.

BukopucToByBaHa KinbkicTb doctiHoBOI cronyku 3sndanHo ckrnagae Big 0,5 no 10eks., ane nepesBaxHo - Bif
1 po 3eks., 3 po3paxyHky Ha 1eks. cronyku (10E).

BukopuctoByBaHa asocrioniyka MoXe, Hanpuknag, sBnatM coboto  gietvnasogukapbokcunat  abo
Jiisonponinaszoavkapbokcunar.

BukopucToByBaHa KinbKiCTb a3ocnonyku 3smyanHo ckrapgae Big 0,5 oo 10eks., ane nepeBaxHo - Big 1 00
3ekB., 3 po3paxyHky Ha 1eks. cnionyku (10E).

Cronyka (10E), sika BUWKOPMCTOBYETLCS Ha Ui cTagii, MoXe, Hampuknag, $Bnatu cobow 1-Boc-4-
ninepuauHon.

Yac peakuii 3Bu4arnHo ckrnagae Big 1 4o 48 roavH, ane nepesaxHo Big 4 00 24 roavH.

Temnepatypa peakuii Ha Ui cTagii 3BMYaMHO BiOg KiIMHATHOT TemnepaTypu OO Temrepatypu KUMiHHS
PO34MHHMKA, LLO BUKOPUCTOBYETLCS B peakLii, ane nepesaxHo Big 15°C go 30°C.

PO34MHHMK, WO BMKOPUCTOBYETLCH Ha LN CTafii peakuii, KOHKPEeTHO He OBMeXeHui, 3a yMOBM, L0 BiH He
BMNMBAE Ha NPOBEEHHS peakKLii, ane KOHKpETHUMU NpuKnagamu € TeTparigpodypaH i Toryon.

Cronyka (10F), ogepxaHa TakuM YMHOM, MOTIM MoOXe OyTu BuaineHa/oumlieHa 3 BUKOPUCTaHHSAM 3acobis,
BiJOMUX 3 PIiBHS TEXHiKW, Hanpuknag, Takux $K KOHUEHTPYBaHHSA, KOHLUEHTPYBAHHS MpW 3HWKEHOMY TUCKY,
€KCTpaKLisi pO34MHHUKOM, KpUcTarnisais, 3BOpOTHE OcapKeHHs abo xpomatorpadis, abo i MoXHa BMKOpUCTaTK
Ha HacTynHin ctagii 6e3 BuaineHHs/ounLeHHs (cTagis 6-4).

Lia cTagia sasnse coboto crnocib ogepxaHHsa cronyku (10G) BuaganeHHaM 3axmcHoi rpymm 6ins amiHorpynum B
cronyui (10F), ogepxaHin Ha BKka3aHin BuLle ctagii 6-3.

3axucHa rpyna moxe 6yt BuganeHa crnocobom, ommMcaHum B niTepatypi [gve., Hanpwuknag, «Protective
Groups in Organic Synthesis», by T.W.Green, Vol.2, John Wiley & Sons, 1991], cnocobom Ha OCHOBi Ui€i
MeToaMkM abo MoefgHaHHAM Takmx crnocobiB 3 TpaguuiinHO BMKOpWUCTOBYBaHMMMK. Komm 3axucHa rpyna Aans



amiHorpynu siBnsie coboto Boc-rpyny, BoHa Moxe ByTv BuganeHa, Hanpuknag, 3a gonomoroto TOOK.

Cronyka (10G), ogepxaHa TakMM YMHOM, MOTIM MOXe ByTw BugineHa/ounLleHa 3 BUKOPUCTaHHSM 3acobis,
BiJOMMX 3 PIiBHS TEXHiKW, HanpuKnag, TakuX $K KOHUEHTPYBaHHSA, KOHLUEHTPYBAHHSI MpU 3HWKEHOMY TUCKY,
EKCTpaKLisi PO34MHHUKOM, KpuUcTarnisaiisi, 3BOpOTHE OCapKeHHs abo xpomarorpadis, ado i MoXkHa BMKOpUCTaTK
Ha HacTynHin cTagii 6e3 BuaineHHs/ounLeHHs (cTagis 6-5).

Lisa cTtagia siBnse coboto cnocib ogepxanHs cnonyku (101) B3aemogieto cnonykm (10G), ogepaHoi Ha cTagii 6-
4, i3 cnonykoto (10H).

Peakuisi, LLO BUKOPUCTOBYETLCSA Ha Ui CTagii, ABnsie co00to Tak 3BaHy peakLito BifHOBHOIO aMiHyBaHHSI.

Kinbkicte crnonyku (10H), Wo BMKOPUCTOBYETLCA Ha Ui cTagii, 3BuyanHO ckrnagae Big 1 go 10Monb, ane
nepeBaxHo Bif 2 40 4Morb, 3 po3paxyHKy Ha 1Monb cronyku (10G).

Cronyka (10H), Wwo BMKOPUCTOBYETLCS Ha Ui CTadii, MoXe, Hanpuknag, ABnsaTu coboto uuknobyTtaHoH abo
LIMKIIO NEHTaHOH.

BukopwucToByBaHWI BiGHOBHMK MOXe SBNATU COOOK0 MeTaroopraHiyHuiA peareHT, Takuin sik 6opriapvg HaTtpito,
LiaHoGoprigpua HaTpito abo TpualeTokenbopriapua, HaTpito.

KinbkicTb BigHOBHMKa 3BMYaWHO cknagae Big 1Monb OO0 SMorb, nNepeBakHo Bi4 1Mok o 3Mornb, 3
po3paxyHky Ha crionyky (10G).

Y peakuiiHy cucteMy Takox Moxe Byt BkrtoueHa KataniTuiHa kinbkicts ZnCla.

Peakuito 3BMYaiHO 34iMCHIOTb B iHEPTHOMY PO34MHHUKY, TAaKOMY SIK, HanpuvKnag, MeTaHor, eTaHon, 6eH3on,
TOMyon, KCUIom, MeTUneHxXnopua, xropogopm, AUMeToKCieTaH, TeTparigpodypaH, giokcaH, AumeTundopmamia,
abo B CyMilLLi TaKUX PO34YUHHMKIB.

Temnepatypa peakuii 3BM4anMHO Big KiMHATHOI Temnepatypu OO TeMnepaTypu KUMiHHS PO3YMHHUKA, Lo
BMKOPWCTOBYETLCA B peakLii, ane nepesaxHo - Big 20°C go 100°C.

Yac peakuii 3Bn4arHO ctaHoBUTL Big 30 XBUMWH A0 7 AHIB, ane nepeBaxHo Big 3 roauH 0o 2 OHiB.

OpepxaHa TakuMm 4YMHOM Ha uin ctagii cnonyka (10l) notim moxe OyTv BugineHa/ounLLeHa 3 BUKOPUCTAHHSM
3acobiB, BiOOMMWX 3 PiBHA TEXHIKW, HANPWKNaa, TakuX sIK KOHLEHTPYBaHHS, KOHLEHTPYBaHHS NMPU 3HWKEHOMY TUCKY,
€KCTpaKLisi PO34MHHUKOM, KpUcTarnisais, 3BOpOTHE OcapKeHHs abo xpomatorpadis, abo i MoXHa BMKOpUCTaTK
Ha HacTynHil cTagdii 6e3 BUAINEHHS/OYMLLEHHS.

Y peakuii Ha Ui cTagil, Komm R® sensie coboio umknonponineHy rpyny, crnonyky (101) moxHa ogepxartn,
BVKOPMCTOBYHOUU (1-METOKCULIMKIIO NMPOMOKCU)TPUMETUIICUIIAH 3amicTb crionyku (10H).

(Ctapisa 6-6)

La cragis sense coboto crocibé opgepxaHHa cromnyku (10-2) katanituiHum BigHOBReHHam cronyku (101),
BUKOPUCTOBYIOUN SIK KaTanisaTop nanafii Ha akTuBoBaHOMY BYrinsii.

BukopuctoByBaHa KinbKiCTb Manafito Ha akTvBoBaHOMY BYrinmi 3eudaniHo ckragae Big 0,01 go 1eks., ane
nepeBaxHo - Big 0,05 oo 0,5ekB., 3 po3paxyHky Ha 1ekB. cronykum (101).

Temnepatypa peakuii 3BuyanHo cknagae Big 0 go 80°C.

Yac peakuil 3B14anHo ckrnagae Big 1 0o 48 roavH, ane nepeBaxHo - Bid 1 4o 12 roguH.

Cronyka (10-2), ogep)xaHa TakuM YMHOM, MOTIM MoXe OyTv BuAineHa/ouullieHa 3 BUKOpUCTaHHAM 3acobis,
BiJOMUX 3 pIiBHA TEXHIKW, HaMpwknag, Takux $K KOHUEHTPYBaHHS, KOHUEHTPYBaHHS MPU 3HWKEHOMY TUCKY,
€KCTpaKLisi pO34MHHUKOM, KpuUcTarisaLis, 3BOpOTHE OocapkeHHs abo xpomatorpadis, abo i MoXXHa BMKOpUCTaTU
Ha HacTynHi cTagii 6e3 BUAINEHHS/OYNLLEHHS.

IHWi npuknagn crnonykn (10) siBNAOT cobo crnonykn abo X KUCMOTHO-aAWTUBHI coni, NpeacTaBreHi
HacTynHUMK opMynamm,
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Korm crnonyka, Lo HanexuTb A0 4aHOro BUHaxody, Lo oXommoeTbcs dhopmyrioto (1), MicTUTe rpyny 3amicHuka
B KinbLUi A, Taky Cronyky MOXHa ofepXaTu, BUKOPUCTOBYIOUM BUXIAHY PEYOBUHY, sika BXe MICTUTb BiAMoOBigHWIA
3amicHuk. Konu HeobxigHe BBeAEHHS 3axWUCHWX FPyn B rpyny 3amicHMka abo BuparneHHs 3axucTy, MOXHa
BMKOpMCTaTK cnocib, onncanwn B nitepartypi, Hanpuknag, [«Protective Groups in Organic Synthesis», T.W. Green,
2nd Edition, John Wiley & Sons, Ltd., 1991], cnoci® Ha oCHOBI Ui€i MeTOAMKM abo NOEOHaHHSI TakMx CnocobiB 3i
crnoco6om, Lo TpaamLiiHO BUKOPUCTOBYETHCS.

CrionyKy, WO Hanexwtb A0 AAHOr0 BMHAXo4y, MOXHAa OAepXaTu TakoX 3amiHOK (yHKUioHambHOI rpymv B
Kinbui A i BBeOeHHSM/BUOANeHHAM 3axMCHOI Mpymn, SIKWO Le HeobxigHo. 3axvcHa rpyna B rpyni 3amiCHUKa Moxe
6y™1 BBeaeHa abo BuganeHa cnocobom, onmcaHum B [«Protective Groups in Organic Synthesis», T.W. Green, 2nd
Edition, John Wiley & Sons, Ltd., 1991], cnoco6om Ha OCHOBI Li€i MeToaMkn abo MoegHaHHSAM Takux CrocobiB 3i
crnocobom, Lo TpaauLinHO BUKOPUCTOBYETbCSA PyHKUiOHaNbHa rpyna Mmoxe 6yt 3amiHeHa cnocobom, onvcaHnm B
nitepatypi, Hanpwknag, [«Comprehensive Organic Synthesis», Vol.6, Pergamon Press, 1991, a6o
«Comprehensive Organic Transformations», Richard L. et al., VCH Publishers, 1988], cnocobom Ha ocHOBi Li€i
MeToaMKkM abo noegHaHHAM Takux crnocobiB 3 TPaauLLIMHO BUKOPUCTOBYBaHVMW.

Komm kinbue A sBnsie coboto GeH3onbHe Kinbue, Ar siBrisie coboto deHin, To6To GiBaneHTHy rpymny, yTBOpeHy
BUOAINEHHSAM [BOX aTOMiB BOAHIO 3 OeH305y, i KinbLue A MiCTUTb HITpOrpyny, 3amiCHUK B KinbLli A Moxe OyTu
[0AaTKoBO MoauMdikoBaHWi 3a 4OMOMOTOH0, HAaNpUKag, HacTymHMX crnocobis
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(Crapia 7)

Ha uin crtagii cnonyky (1-4), WO Hanexut OO [aHOMO BMHaxody, sika MICTUTb sIK 3aMICHUK HiTporpyny,
nigaaTb KatanTMYHOMY BiOHOBMEHHIO 3 BUKOPUCTaHHAM $K KaTanidatopa nanafilo Ha akTuBoBaHOMY BYrinni, 3
nepeTBOPEHHSM, TakMM Y/MHOM, HITPOTrPYMx B aMiHo.

BukopucToByBaHa Ha Ui cTagdil KinbKiCTb Managito Ha akTmBoBaHOMY BYrinmi 3BuyanHo cknagae Big 0,01 go
1ekB., ane nepesaxHo Big 0,05 oo 0,5ekB., 3 po3paxyHky Ha 1ekB. cronyku (1-4).

Temnepatypa peakuii 3Bu4aniHo ckrnagae Big 0 go 80°C.

Yac peakuii 3Bu4aiHO cTaHOBUTHL Big 1 roanHy o 48 roguH, abo nepeBaxHo - Big 1 Ao 12 roavH.

Cronyka (1-5), ogepxaHa TakMM YMHOM, MOTIM MOXe OyTW BMKOPWUCTaHa Ha HacTymHiW cTagii micnda i
BUAINEHHS/OYMLLEHHA 3a AOMOMOrot 3acobiB, BiJOMMX 3 PiBHS TeXHikM, Hampuknag, TakvxX siK KOHLEHTPYBaHHs,
KOHLIEHTPYBaHHA MPU 3HWKEHOMY TUCKY, eKCTpaKLif PO3YMHHMKOM, KpuCTanidauis, 3BOPOTHE OCapKeHHs abo
xpomatorpadisi, abo 6e3 BUAINEHHS/OUYNLLEHHS.

(Ctagin 8)

Lisa cTagia asnse coboto crocid ogepxaHHs cronyky (1-6) B3aemogieto cnonyku (1-5), oaepxaHoi Ha ctagii 7,
3 KapbOHOBOKMCNOTHO criofnykoto (11).

Lisa peakuia aBnse coboro peakuilo amigHOro CroslydaHHsl, i Le Moxe SBfsSTU cOOOolo 3BMYAMHY peakuito
YTBOPEHHS amigy, onucaHy B nitepartypi, Hanpuknag, [« Theory and Experiment in Peptide Synthesis», Nobuo
Izumiya, Maruzen, 1983, abo «Comprehensive Organic Synthesis», Vol.6, Pergamon Press, 1991], crnoci6 Ha
OCHOBI L€l MeTOAMKM ab0 MOEQHaHHA TakmMx crnocobiB 3 TpaguuiiHo BMKOpUCTOBYBaHUMW. KOHKpeTHO, Lie MoXe
3aiicHuTn dhaxiBeup B [aHiii ranysi, BUKOPUCTOBYIOUMM BiJOMWIA areHT KoHAeHcauii, abo, anbTepHaTMBHO, Le
[OCAraeTCA aKTMBaUiElo 3 BUKOPUCTaHHSAM CKMagHOro edipy, crnocobom 3 BUKOPWUCTaHHSAM 3MiLLaHOro aHrigpugy
KMCIOTK, CNOCOBOM 3 BUKOPUCTaHHAM XIOPaHrigpuay KMcrnomm abo cnocobom 3 BUKOpUCTaHHAM kapbogiimigy, sk
BiJOMi chaxiBusAM B JaHin ranysi.

Mpuknagamy  Takoro  amigyTBOPHOKOYOro  areHTa € TioHinxmopua,  okcasoninxropua.  N,N-
avuuknorekcunkap6ogiimia, rnoaung 1-MeTUn-2-6pomMnipmauHito, N,N'-kap6oHingiimigason,
andeHingocdopunxnopus, andeHindgocdopunasua, N,N'-auncykumHimigmnnkap6oHar, N,N'-
AVcyKuuHimigunokcanat, rigpoxnopug  1-etun-3-(3-gumeTtunamidonponin)kapbogiimigy, etunxnopodopmiar,
i3o06yTunxnopdopmiat i rekcagTopdochar 6eH3oTpuaso-1-inokcu-Tpuc(gumeTnnamiHo))pocdoHito, ane 3 Hux
nepeBakHuMn €  TioHinxnopwua,  rigpoxnopug  1-emnn-3-(3-aMmeTtunamiHonponin)kapGogiimigy,  N,N-
avuuknorekcunkap6ogiivia i rekcacdtopdocdar 6eH3oTpraso-1 -inokcu-Tpuc(aumeTnnamiHo )pocdoHito.

Y peakuil yTBOpEeHHS amigy OCHOBY i areHT KOHAeHcauil MOXHa BMKOPUCTaTM pa3oM 3 BKa3aHuM BULLE
amigyTBOPIOIOYNM areHTOM.

BukopuctoByBaHa ocHoBa MoOXe SBNATU COOOK TPETUHHUIM anidaTuyHWi amiH, Takui K TpUMeTUNamiH,
rpueTtunamid, N,N-giisonponinetunamid, N-metTunmopdoniH, N-meTunniponignH, N-metunninepuouH, N,N-
AavmeTtunaHiniv, 1,8-giazabiumkno[5.4.0lyHgeka-7-eH  (DBU) i 1,5-a3abiumkno[4.3.0]JHoHa-5-eH (DBN), abo
apomaTtV4HUI aMiH, Hanpvknag, nipuavH, 4-guMeTunamiHo nipyauH, niKoniH, NyTUOWH, XiHomMiH abo i3oxiHoniH, ane
3 HUMX MEPEBKHUMW € TPETWHHI anidaTniHi amiHW, i 0cobrmMBO nepeBaXHUM € TpueturnamiH abo N,N-
JiisonponineTnnamin.

AreHT KOHOEHcauii, $KMA  BMKOPUCTOBYIOTb, MOXeE, Hanpuknag, sBnatM cobow  rigpat  N-
rigpokcmbeHsoTpurasony, N-rigpokcucykumHiMig, N-rigpokcun-5-HopbopHeH-2,3-ankapbokciimig abo 3-rigppokcn-3,4-
Avrigpo-4-okco-1,2,3-6eH3oTpmaszon, ane 3 HUX ocobmeo nepesaxHUM € N-rigpokcnbeH3oTprason.

BukopuncToBYyBaHy KifnbKiCTb crnofyku (1-5) BapitoloTb B 3aneXHOCTi Bif TUMY CMOSYKM, IO BUKOPUCTOBYETLCS, i
PO34MHHUKA | IHLMX peakuiiHMX YMOB, ane 3Bu4yanHo BoHa cknagae Big 0,1 oo 10eks., i nepeBaxHo - Big 0,5 oo
3ekB., 3 po3paxyHKy Ha 1ekB. kapOOHOBOKMCIIOTHOrO noxigHoro (11) abo Moro peakuinHo34aTHOro NMOXigHOTO.

BukopucTtoByBaHy KinbKiCTb amMigyTBOPIOIOYOrOo areHTa BapitoloTb B 3aneXHOCTi Big iuny crnonyku, LWo
BMKOPUCTOBYETLCS, | PO3YMHHMKA i iHLUMX peakuiHMX yMOB, ane 3BuyaviHO BoOHa ckrapae Big 1 o 10eks., i
nepeBakHo - Big 1 g0 3ekB., 3 po3paxyHky Ha 1 ekB kapGOHOBOKMCMOTHOro mnoxigHoro (11) abo Koro
peakuinHo3gaTHOro MoXigHoro.

BukopucTtoByBaHy KinbKiCTb areHTa KoHAeHcauil BapitloloTb B 3aneXHOCTi Big Tury CHOMyKW, Lo
BMKOPUCTOBYETLCS, | PO3YMHHMKA i iHLIMX peakuiiHMX yMOB, ane 3BuyaiHO BOHa ckragae Big 1 o 10eks., i
nepeBakHo - Big 1 Oo 3eks., 3 pospaxyHKy Ha 1 ekB. kapGoHoBokucrnoTHoro rnoxigHoro (11) abo oro
peakuinHo3gaTHOro MoXigHoro.

BukopucTtoByBaHy KinbKiCTb OCHOBMW BapilolOTb B 3areXHOCTi Bif TUMy CMOMyKW, LUO BUKOPUCTOBYETLCH, i
PO34YMHHUKA | iHLUMX peaKLiiHX YMOB, ane 3BuyanHo BoHa ckragae Big 1 go 10eks.. i nepeBaxkHo - Big 1 4o 5eks.

BukopuctoByBaHUIA Ha Ll CTadil peakuii pO34YMHHMK MOXe, Hanpuknaga, SBnsaTh cob00 iIHEPTHUIA PO3YMHHUK, i
BiH KOHKPETHO He OOMEXeHW, 3a YMOBU, IO TakM PO3YMHHUK He BNMMBAE Ha MPOBEAEHHS peakuii, npyu Lbomy
KOHKpEeTHUMU Mpuknagamn € meTuneHxnopud, xnopodopm, 1,2-guxnopetaH, N,N-gumetundopmamia, edip
€TUIOLTOBOI KUCIIOTW, METUIOBUIA edbip OLTOBOI KMCHOTW, aueToHiTpun, 6eH3on, kcunon, Tonyon, 1,4-giokcaH,
TeTparigpodypaH, OuMeTokcieTaH abo CyMilli TakMX PO3YMHHMKIB, are 3 TOYkM 30pY MiATPMMKW BignoBigHOT
Temneparypy peakuii nepeBaxXHUMN €, HaNpuknag, MeTuneHxnopud, xrnopodopm, 1,2-auxnopeTaH, aueToHiTpun
abo N,N-gumeTtundopmamia.



TemnepaTypa peakuii Ha Ui crtagii 3BuyanHo Big -78°C [0 TemnepaTypu KWUMiHHA PO34MHHMKA, ane
nepeBakHo - Big 0 go 30°C.

Yac peakuii Ha Uin cTagii 3BuyarHo cknagae Big 0,5 0o 96 roguH, ane nepeBaxHo - Big 3 00 24 roavH.

OcHoBy, amioyTBOPHOHOYUIA areHT i areHT KOHAEeHcalii, WO BWKOPWUCTOBYIOTbLCS Ha LA cTagii, MoxHa
BUKOPUCTATU B NOELAHAHHI.

Cronyka (1-6) 3a gaHMM BWHaxo4oOM, oepXaHa TakM YMHOM, MOTIM Moxe OyTu BuaineHa/ouvieHa 3
BMKOPWCTaHHSIM 3acobiB, BiJOMMX 3 PiBHA TeXHikW, HampuKnag, Taknux siKk KOHUEHTPYBaHHS, KOHLEHTPYBaHHS Mpu
3HWKEHOMY TUCKY, EKCTPaKL|ist PO3UYMHHMKOM, 3BOPOTHE OCapKeHHs!, KpucTarnidauis abo xpomarorpadis.

Komm rpyna 3amicHuka B kinbui A aBnse coboto apunbHy rpyny abo retepoapurbHy rpyny, crionyky (1-8)
MOXHa OfepXKaTh HacTynHUM CrocoGoM, BUKOPUCTOBYOUM crionyky (1-7) 3a 4aHUM BMHaxXo4oM, L0 MiCTUTb aToM
rarnoreHy B KinbLi A
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(ne X siBrsie coboto atom rarioreHy, X* siBrsie coboto apuribHy abo reTepoapuribHy rpyry, a iHLi CUMBOMM
MarloTb BKa3aHi BMLLE 3HAYEHHS1).

(Ctagia 9)

Lisa cTagia saBnge coboto crocid ogepxaHHa crnonykn (1-8) 3a 4aHMM BMHaxoA4oM, LU0 MICTUTb K 3aMiCHUK B
KinbLi A apunbHy abo reTepoapurnbHy rpyny, oAepXaHHsM iHLLIOrO NMoXiAHOro crnonyku (1-7), ska MiCTUTb B KinbLi A
aToM rarnoreHy, Takoro sk xmop, 6pom abo noga.

Onsa nepeTBopeHHs cronyku (1-7) B cnonyky (1-8) 3aificHioBanum peakuito cnonydaHHs Cy3yki (Suzuki).

Binbw koHkpeTHO, cronyky (1-8) 3a AaHUM BMHAaxo4OM, WO MICTUTb SIK 3aMICHVK B Kinbui A apurnbHy abo
retepoapurbHy rpyny, MOXHa o4epKaTti B3aeMOZAIEI0 cronyku (1-7), Aka MiCTUTb aTOM rarioreHy B KinbLi A, 3 X4
B(OH)2 B npucyTHOCTi OCHOBW, NanagieBoro karanisatopa i, AKLWo Le HeobxigHo, dhocdiHoBoro niraHay.

Lls ctapisa moxe OyTtn 3piiicHeHa cnocobom, ommcanum B [«Angew. Chem., Int. Ed. Eng.,» 1999, 38(16),
pp.2413-2416, by J.P.Wolfe, S.L.Buchwald et al.], cnocobom Ha OCHOBI Li€i MeTogukM abo NMOEAHAHHAM Takux
cnocobiB 3i cnocobom, Lo TpaguuinHO BUKOPUCTOBYETHLCS.

BukopuctoByBaHa ocHOBa MOXe, Hanpuknag, sBnsTn coboto kapboHaT HaTpito, kapboHaT kanito, kapboHaTt
uesito, propug uesito, dTopua Kanito abo pTopuma HaTpito.

BukopucToByBaHa KinbKiCTb OCHOBM 3BM4anHO ckrapdae Big 1 oo 10eks., ane nepeBaxHo - Big 1 Oo 3eks., 3
po3paxyHky Ha 1ekB. crnonyku (1-7).

BukopuctoByBaHui nanagieBun katanisatop Moxe, Hanpuknag, ssnatm coboto Pd(PPhs)s, Pd(OAc)s,
Pds(dba)s abo PdCls(PPhs)s.

BukopucToByBaHa KinbKiCTb nanagieBoro kaTanisatopa 3BuyaviHO ckragae Big 0,01 po 0,5eks., ane
nepeBaxHo Big 0,05 no 0,2ekB., 3 po3paxyHky Ha 1ekB. crnionyku (1-7).

BukopuctoByBaHuiA hoCiHOBWIA NMraHg Moxe, Hanpuknag, sBnatu cobot PPhs, P(o-tol);, P(tBu)s, 2-
[on(TpeT-6yTMn)docdiHol-1,1'-BicdeHin, 2-[an(tpeT-6yTMN)dhocdiHo]-2'-gumeTunamito-1,1'-6icpeHin, 2-
[avumknorekcundocaiHol-1,1'-6ideHin ado 2-[guumknorekcundgocdido]-2'-gumeTrnamino-1,1'-6ideHin.

BukopucTtoByBaHa OopaHoBa crofyka Moxe siBfsTu coboto KomepuinHe noxigHe apunbopy abo noxigHe
retepoapunbopy, Take sik ¢eHinbopHa kucrnoTa, edip deHinbopHoi kucnotm abo AiankindgeHinbopaH, abo
HeoOxioHe Onst uboro noxigHe Gopy Moxe OyTM ogepxaHe BigomuMm crnocoboM, crnocobomM Ha OCHOBI Takoi
mMeToaukm abo noegHaHHAM Takux crnocobiB 3i cnocobom, Lo TPaaULINHO BUKOPUCTOBYETLCS.

BukopucToByBaHa KinbKicTb cnofnyku 6opy 3BuyariHo ckrnagae Big 1 Ao 10eks., ane nepeBaxHO Big 2 00 Seks.

KinbkicTe GopHoi kucriot X*-B(OH)z (X Mae BU3HaueHi BULLE 3HaYeHHs!) 3BUYaHO ckriagae Bin 1 [0 10eks.,
arne nepeBaxHO Big 2 00 5ekB.

Cronyky (1-9), WO HanexuTb 40 AaHOrO BMHAX0Ay, MOXHa 04epKaTh HaCcTyNMHUM crnocobom
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(oe cumBoMM MatoTb BKa3aHi BULLE 3HAYEHHS).

Peakuia uiei cTagii Bigoma sik peakuis MiuyHoby, i sBnse coboto crnocib, onucaHuin B nitepaTtypi, Hanpuknaga,
[Mitsunobu O., «The Use of Diethylazodicarboxilate and Triphenylphosphine in synthesis and Transformation of
Natural Products», Synthesis, Vol.1, 1981, pp.1-28], cnoci6 Ha OCHOBI Ui€i MeToaukn abo MOEOHaHHST TaKuxX
cnocobiB 3i cnocobom, Lo TpagnuinHO BUKOPUCTOBYETBLCS, B MPUCYTHOCTI (POCKiHOBOI CMOMyKW | a30CMONyKM.

BukopuctoByBaHa Ha Ui cTagii KinbkicTb criMpToBOi cronyku (12) 3sBmyanHo cknagae Big 0,5 go 10exs., ane
nepeBaxHo - Big 1 Ao 3ekB., 3 po3paxyHKy Ha 1ekB. crionyku (5).

docdiHOBa cronyka, WO BUKOPUCTOBYETBCA Ha Ui CTadii, 3BWYaHO sBMsie coboto, Hampuknag,
TpudeHindocdiH abo TpuetundocdiH.

BukopucToByBaHa KinbkicTb dociHoBOI cronyku 3BndanHo cknagae Big 0,5 no 10eks., ane nepesBaxHo - Bif
1 po 3ekB., 3 po3paxyHKy Ha 1ekB. crionyku (5).

BukopuctoByBaHa asocrioniyka MoXe, Hanpuknag, sBnatM coboto  gietvnasogukapbokcunat  abo
Jiisonponinaszoavkapbokcunar.

BukopuctoByBaHa KinbKiCTb a3ocrnonyku 3smyanHo ckragae Big 0,5 go 10eks., ane nepeBaxHO - Big 1 00
3ekB., 3 po3paxyHky Ha 1ekB. crionyku (5).

Yac peakuii Ha uin cTagil 3Bu4anHo cknagae Big 1 4o 48 roavH, ane nepeBaxHo -Big 4 Ao 12 roauH.



Temnepatypa peakuii Ha Ui cTagil 3BMYaHO B MeXax KiMHaTHOT TemnepaTtypu OO0 TemnepaTypy KUMiHHSA
PO34MHHMKA, LLO BUKOPUCTOBYETLCS B peakuii, ane nepesaxHo Big 15°C go 30°C.

BukopucToByBaHUiA Ha L CTafii peakuii pO34YMHHUK KOHKPETHO He OBMEXeHW, 3a YMOBM, L0 BiH He BMNMBac
Ha NpoBeAeHHs peakLii, ane KOHKPeTHUMM NpyKNagamMu € retparigpodypaH abo Tonyon.

Cronyka (1-9), ogepxaHa Takum YMHOM, MOTIM MOXe OyTu BugineHa/ounLleHa 3 BMKOPWUCTaHHAM 3acobis,
BiJOMMX 3 PIiBHS TEXHiKW, Hanpuknag, Takux $K KOHUEHTPYBaHHSA, KOHLUEHTPYBAHHSI MpU 3HWKEHOMY TUCKY,
EKCTpaKLisi pO34YMHHUKOM, KpucTanisauisi, 3BOpOTHE ocamKkeHHs abo xpomMaTtorpadis.

Cronyka, WO HanexuTb OO [aHoro BuHaxody, npefcTtaBrneHa dopmyrnoo (1), moxe Oyt nerko
BuAiNeHa/ouneHa 3BuMyanHMMmM 3acobammn BuaineHHs/ounLweHHs. Taki 3acobu MOXyTb, HampuKnag, BKrovaTv
EKCTPaKLilo PO34YMHHMKOM, NepekpucTaniaaLiio, 3BOPOTHE OCaKEHHS!, KONTOHKOBY Xpomatorpadito abo dopakuiriHy
TOHKOLLApOBY Xpomarorpadito.

Li crnonykn moxyTe Oyt nepeTBopeHi B coni abo cknagHi edipwu, ski € dpapmMaueBTUYHO MPUAHATHUMNA,
TpaguuinHummn cnocobamu, abo HaBMmakw, BiflbHi CMOMYKM MOXYTb OyTWM ofepxaHi 3 conen abo cknagHux edipis
TpaguuinHUMK cnocobamu.

KoHaeHcoBaHe 4-okcomnipumignMHoBe noxigHe 3a JaHUM BUHaxXo4oM MOXe iCHyBaTu y BUrnsdi hapmMaueBTUYHO
NPUMHATHOT COMi, | TaKy Cinb MOXHa oJepXXatu BignoBiAHO A0 TpPaaMUiiHMX cnocobiB, BUKOPUCTOBYHOYM CMOYKY,
npeacTasneHy BkasaHoto Bulle dopmyrnoto (I). MNpuknagamu Takoi KUCIOTHO-aAMTMBHOI COMi € COfi rarioreHoBUX
KWUCMOT, Taki siK rigpoxropua, rigpodptopua, rigpobpomig i rigpooama; coni HeopraHivyHMX KUCHOT, Taki siK HiTpart,
nepxnopart, cynbdar, docdar i kapboHaT; Ccomi  HWKYMX arnkincyrnbgOHOBUX KUCIOT, Taki $SK CiNb
MeTaHCYNb(OHOBOI KUCMOTK, Ciflb TpUropMeTaHCyNb(OHOBOT KUCIOTM i Cifb eTaHCYnb(OHOBOI KUCHOTH;
apuncynbdoHatn, Taki siKk cinb ©6eH30mcynb(OHOBOI KUCIIOTWU i Cinb M-TOMyoncyNb@OHOBOI KUCIOTW; COfi
OpraHiyHMX KUCHOT, Taki K pymapar, CyKUuuHaT, uutpaT, TapTparT, okcanar i Maneart; i coni aMiHOKUCIOT, Taki aK
rnytTamar i acnapTar.

Mpuknagn OCHOBHO-aoUTMBHOI cormi iBNsAOTL COBOM0 ConMi NMy)XHMX MeTaniB, Taki ik coni HaTpito i Kanito, coni
NyXHO3eMeNbHUX MeTaniB, Taki K Coni KanbLito i MarHito, COni aMOHIto i CoMi OpraHiYHMX OCHOB, TaKi SIK ryaHiauH,
TpreTunamiH i guumknorekcunamiH. Cronyka 3a AaHUM BUHAxX04OM MOXe, KpiM TOro, iCHyBaTV y BUIMsSAi BiflbHOI
cnonyku, y dopmi rigpaty coni abo conbearty.

Cronyky, npeactaeneHy dopmynoto (I), MoxHa BBOAMTM rMepopanbHO abo MOXHa BMKOpUCTaTU
HernepoparnbHWA WIAX BBEOEHHS.

Mpy KniHIYHOMY BWKOPWUCTaHHI CMOMyKWM 3a AaHMM BMHAXOAOM i MOXHa TakoX 06'egHyBaTu 3 iHLWMMMK
hapmaLeBTU4HO MPUAHATHUMK AobaBkamu B pisHMX hbapmaueBTUYHUX MpenapaTax, B 3anexHOoCTi Big crnocoby
BBedeHHs. Taki Job6aBkn MOXYTb SABMSTM cObO0t0 A00aBKM, WO 3BUYaANHO BUKOPUCTOBYHOTHCS B (hapMaueBTUHHMX
npenaparax, Taki sk XXenaTuH, nakTo3a, 6inMin M'akui LyKop, OKCuA TUTaHy, Kpoxmarb, KpucTaniyHa Lenonosa,
rigpoKcMnponinMeTUNLEe Moo3a, kapboKkCcUMeTUnuenonosa, KyKypya3siHUM Kpoxmarb, MIKPOKDUCTamNiYHUA BiCK,
Oinun BaseniH, anoMomMeTacunikat MmarHito, 6e3BogHun dhocdat KanbLito, MMMOHHA KMCTIOTa, TpUuuTpaT HaTpito,
rigpokcunponinuenonosa, copbit, cknagHi edipy XXUpHUX KUCcnoT copbitaHy, nonicopbar, cknagHi edipu XMUPHMX
KUCNOT caxapo3u, MorioKcieTurneH, rigpoBaHa KacTopoBa Oflisl, MOMIBIHINMIPOMiAOH, cTeapaT MarHito, CBiTHa
0e3BoHa KpeMHieBa KMCMOTa, TarnbK, POCIMHHA Onisl, 6EH3UNoBWIA CNUPT, apaBilicbka Kameab, NPOniNeHrnikosb,
o fiankineHrniko b, LMKNoAeKCTPUH abo riapoKCUNponiNUUKIoAEKCTPUH.

dopma Ana BBeAeHHs1 Takoro dhapMaLeBTUYHOTO npenapary y BUrnsai cymili 3 BuesragaHummn gobaskamu
MoXe ABMnsATU coboto TBepauin mpenapaT, Takuin Sk TabrneTkn, kancynu, rpaHynum, nopolwku abo cynoautopii, abo
pigKuiA Mpenapar, Takuii Ik cuponu, erikcupum abo iH'eKuil, i IX MOXXHa ogepXaTty y BignosigHOCTI 3i cnocobamu, Lo
3BUYaHO BUKOPUCTOBYIOTLCA ANl OAEePXKaHHS hapMaueBTUYHUX KOMMO3uWuii. Y pasi pigkoro npenapaty, noro
MOXHa po3uMHATM abo cycneHgyBaTu y BoAi abo iHWOMY mpugaTtHoMy cepegosully. 3okpema, y pasi iH'ekuii,
KOMMO3WLiI0 MOXXHa PO34MHUTM abo cycneHdyBaTu B (Di3i0NoriYHOMY COMlbOBOMY PO34MHi abo BMHOrpagHoOMy
LyKpi, i, AKLWO ue HeobxioHo, MOXHa godatvn 6ydepu i koHcepBaHTU. Taki chapMaueBTUYHI MpenapatM MOXYTb
MiCTUTK CMOMYKY 3a AaHUM BUHaxo4oMm B kinbkocTi Big 1,0 o 100%mac., ane nepeBakHo - Big 1,0 oo 60%mac., 3
po3paxyHKy Ha 3aranbHy KifbKiCTb npenapary.

PapmaueBTUYHI Mpenaparu, WO MICTATb CMoMyKy 3a AaHMM BMHAxo4OM, MOXHAa odepXaTtw, Hanpuknag, y
BiQNOBIAHOCTI 3 HACTYNHUMU hapMaLeBTUHHUMM NPUKagaMmu.

(PapmaueBTryHMI Npuknag 1)

10 yactuH crnonykn npuknagy 1, 15 YacTMH BaXKOro OKcuay MarHito i 75 4YacTuH nakTo3u OAHOPIAHO
3MilLyBanu 3 ogepxaHHsAM nopoLuky abo koMno3wuuii y Burnagi ApibHnx 4acTmHok 3 po3mipom 350mMkm abo mMeHLue.
Llei nopoLlok BBOAWNM B KOHTEVHEP Y BUrMSAi Kancyn 3 OAepXKaHHSM Karncynu.

(PapmaueBTUHHMI Npuknag 2)

45 vactuH crnonyku nmpuknagy 1, 15 4actuH kpoxmamnto, 16 yacTuH nakTo3u, 21 4acTuHy KpucTaniyHol
uentonosn, 3 4acTuHU noniBiHinosoro crmpty i 30 YacTVH AUCTUMLOBAHOI BOAW OAHOPIAHO 3MillyBanu,
noapiGHOBanM, CyLWMmM i CoOpTyBanu 3 oAepKaHHsaM rpaHyn, Wo MaTe giameTp Big 1410 oo 177mvkm.

(PapmaueBTMUHMI Npuknag 3)

Micns ogepxXaHHA rpaHyn TakMm e crnocobom, sk orMcaHo B dpapmaueBTUYHOMY Mpukniagi 2, 3 4acTvuHu
cTeapary KanbLito goaasanm 4o 96 YyacTuH LnX rpaHyn i npecysany B TabrneTku, WO MaoTe giameTp 10mm.

(PapmaueBTVHHMI Npuknag 4)

10 4acTvH KpucTaniyHoi Lemnono3n i 3 YacTuHW cTeapaTy Kanbuito gogasamm o 90 yacTuH rpaHyn,
ofepXaHnx B hapmaleBTUHHOMY Mpuknagi 2, npecyBarm B Tabnetku, WO MatoTb AiameTp 8mMm, i gogaBamm
3MilLaHy CyCMeHs3ito, LLO BKIIOYae 3aMOYeHui XenaTuH/ocamkeHnn kKapboHaT KarnbLito, 3 ogepXaHHaM TabneTok,
LLO MaroTb LyKPOBE MOKPUTTS.

Taki dhapmMaueBTUYHI NpenapaT¥ MOXYTb TaKOX MICTUTU iHLLI TepaneBTUYHO KOPUCHI CMIOMYKN.

Cronyky 3a gaHUM BWHaxo4OM MOXHA BUKOPUCTaTU B CMOMYYEHHi 3 iHWMMKM 3acobamun, KOPUCHUMK ANS
niKyBaHHs nopyLleHb 0BMiHY peqyoBUWH i/abo nopyLueHb XUBMeHHA. Taki iHrpedieHTM B TakMx CMoNyYeHHAX MOXKHa
BBOOUTW B pi3HUIA Yac abo ofHOYacHO B MPOLECi MiKyBaHHsl, ab0 MOXHa BBOOUTW Y BUIMSiAI Pi3HMX NiKapCbKUX
npenaparis abo y BuUrnsgi ogHoro gpapmaueBTMYHOrO npenaparty. Tomy MOBWHHO OyTW 3pO3yMmino, Lo OaHui
BMHaXxig BKMNoYae ogHovacHe BBedeHHS abo BBeAEeHHS B Pi3HWIA Yac, | TepMiH «BBeOEeHHS» B KOHTEKCTi 4aHOro
BMHaxo4y NoTpiOHO po3ymiTh came TakuMm YmHOM. [iana3oH KoMGiHaUi cnonyky 3a AaHUM BMHAXOAOM 3 iHLUMMU



3acobamn, KOPUCHUMMU MPU MOPYLUEHHSAX OOMIHY pPeyoBUH i/abo MOPYLUEHHSIX XXUBMEHHs, B MPUHLUMMI, OXONSIoE
KoMbiHauii 3i Bciva dapmMaueBTMYHMMKU npenapartamu, KOPUCHUMUW ONist NiKyBaHHS MopylleHb 0OMiHy peyoBUWH
i/abo nopyLweHb XXUBMEHHS.

Cronyky 3a gaHuM BMHaxo4OM MOXHa BMKOPWUCTaTM B CMOMYYeHHI 3 iHWMMW fikapcbkumu 3acobamu,
eeKkTMBHMMU ONa NiKkyBaHHsS, MpodinakTku abo KOHTPOMO Takux po3rafiB, sk rinepTeH3is, rinepTeHsis,
rnos's3aHa 3 OXUPIHHAM, po3raau, Nnos's3aHi 3 rinepTeHsieto, rinepTpodisa cepus, rinepTpodis MiBOro LWIyHo4Ka i
MeTaboniYHMIA CUHOPOM, OXMPIHHSA | MOB'A3aHi 3 OXUPIHHAM po3nagn. [Ana npodinaktvky abo nikyBaHHA LKX
po3nagiB iHLWi nikapcbki 3acobu (CynyTHi Nikapcbki 3acobu) MoXXHa BBOOUTU OAHOYACHO, OKpeMo abo MocnigoBHO.
Mpy ogHOYacHOMY BMKOPWUCTaHHI 3 ogHVMM, ABoma abo BinbLue iHWMMK nikapcbkuMmn 3acobamu, BBEAEHHS MOXHa
3pivicHioBaTv y BUrnaai ogHiei ao3u. OgHak B koMOiHaLiMHI Tepanii KoMNo3uLito, Lo MICTUTL CMONyKY 3a JaHWUM
BMHaxX0AO0M, i CynyTHi nikapcbki 3acobu, MOXXHa BBOAUTU OJHOYACHO, OKPeMO abo MOCMIAOBHO Y BUMMSAAI Pi3HMX
YyNakoBOK. TakoX MOXHa 34iNCHIOBaTU BBEAEHHS 3 iHTepBanamu y 4yaci.

Poamip go3n cynmyTHix nikapcbkux 3acobiB Moxe OyTn BU3HaYeHWU Ha OCHOBI J03M, LU0 BUKOPUCTOBYETLCS B
KMiHIYHIA NpakTuui, i MOro MoXHa BiQMOBIAHUM YMHOM BUOpaTW B 3aNEXHOCTI Bi KOHKPETHOMO MaujieHTa, LUMsAXy
BBEJEHHS, 3axBoptoBaHHA abo kombiHauii, Wo BuKOpUCTOBYETbCHA. Crocib BBeAeHHA CymyTHbOro NikapCbKOro
3acoby KOHKpeTHO He obmexeHun, i gocute ob'egHaT sAkMM-HeOydb YMHOM CrONyKy 3a AaHWM BUMHaxXO4OM i
CynyTHIN nikapcbkuii 3aci6. MNpuknagn cnocoby BBeAeHHs BkMoYaloTb: 1) BBeAEHHs €QnHOro dhapmaveBTUYHOTO
npenapary, 04epXXaHoro 0gHO4YacHUM 3MiLLyBaHHAM CMOMyKW 3a aHUM BUHAX040M 3 iHLUMM fikapCbkum 3acobom;
2) ogHoYacHe BBeAEeHHS ABOX TUMIB (hapMaLeBTUYHKX npernapaTiB, BUTOTOBMEHNX OKPEMUM OAePKaHHSAM CroyKu
3a [daHuM BMHAxXo4OM | iHWOro fikapcbkoro 3acoby, TWM >Xe BBedeHHAM; 3) BBeOeHHs [ABOX TuMiB
hapmaLeBTUYHMX MpenapaTiB, BUrOTOBIEHWX OKPEMWM OAEPXaHHAM CroflykKu 3a AaHWM BUHAXOLOM i iHLIOrO
nikapcbkoro 3acoby, TMM e BBeAeHHAM 3 iHTepBanoM Yy 4aci; 4) ogHoyacHe BBefeHHs [OBOX TwMiB
hapmaLeBTUYHMX MpenapaTiB, BUrOTOBIEHWX OKPEeMWM OAEPXKaHHAM CroflykKu 3a AaHWM BUHAXOZOM i iHLIOro
nikapcbKkoro 3acoby, pi3HUMK LWNSxamMmu BBEAEHHs, i 5) BBeAeHHA ABOX TuniB apMaueBTUYHUX Mpenaparis,
BUIOTOBMIEHMX OKPEMUM OAEPXaHHAM CroSykM 3a AaHWM BMHaxXo4OM i iHWOro nikapcbkoro 3acoby, pisHnMu
LnaxaMmuM BBeAEHHS 3 iHTepBaroM y yaci (Hampvknag, BBeAeHHs CMOMyKW 3a AaHUM BMHAxo4oM 3 modaribLluvm
BBEJEHHSM iHLWOro nikapcbkoro 3acoby abo B 3BOPOTHOMY MOPSAAKY).

CniBBigHOLWEHHA ANA 3MillyBaHHS CMOMYKW 3a AaHVWM BMHaxo4OM i IHLOro nikapcbkoro 3acoby MoXHa
BiQMOBIAHMM 4YMHOM BWOpaTM B 3aneXHOCTi Big niKapcbkux 3acobiB, WO BBOAATLCH, LWISAXY BEOEHHSA i
3aXBOPHOBaHHS.

Mpvknagn cynyTHiX nikapcbkux 3acobiB, O BMKOPWUCTOBYKOTbCS B [AaHOMY BMHAaxOAi, BKIOYaloTb
aHTugiabeTuyHi 3acobu, 3acobw, WO 3HWXKYITb piBeHb ninigiB, aHTUrinepTeH3uBHI 3acobu i 3acobwu npoTn
0XUpiHHA. [1Ba abo BinbLue 3 Lmx CynyTHIX Nikapcbkux 3acobiB MOXXHa NOeAHyBaTU y BiAMNOBIAHIN Npornopuii.

Mpuknagn aHTUgiabeTMYHMX 3aco0iB BKIMOYAKOTL:

1) aroHictn PPARY, Taki Sk rniTa3oHn (Hampvknag, uurnita3oH; AaprnitTasoH; eHrnita3oH; isarnitasoH (MCC-
555); niornitazoH; posurnitasoH; TpornitazoH; BRL49653; CLX-0921; 5-BTZD i 1. n.) i G1 0207, LG-100641, LY-
300512iT.n.;

2) BiryaHigm, Taki sk 6ydopMiH; MeTopMiH | peHOPMIH i T. Nn.;

3) iHribiTopn npoTeiHTMpo3uHgocdarasu-1B;

4) cronykn cynbdOHINCEeYoBMHN, Taki SIK aleTorekcamig; xropnponamig; aiabiHes; rnibeHknamia; rninisvg;
rnidbypwva; rnime nipua; rniknasug; rnineHTua; rmikeigoH; riiconamig; Tonasamig i Tondbytamigi 1. n.;

5) merniTuHign, Taki AK penarniHig i HaTernixig i 1. n.:

6) iHribiTopn anbda-rnoko3uarigponasu, Taki sk akapbosa; aguno3uH; kamirnibosa; emirnitat; Mirnitorn;
Bornibosa; npagumiumH-Q; canboctatuH; CKD-711; MDL-25,637; MDL-73,945 i MOR 14 i T. n.;

7) iHribiTopm anba-aminasu, Taki Sk TeHgamicTaT, TpectatvH i A1-3688 i T. n;

8) 3acobw, Lo NoCcuIiTb CeKpeLito IHCYMiHY, Taki Ak niHornipma i A-4166 i 1. n,;

9) iHriGiTOPY XX MPHOKUCINOTHOTO OKUCIIEHHS, TaKi sIK KITOMOKCUP | eTOMOKCHP i T. I.;

10) aHTaroHicT1 A2, Taki SiK Migarni3oH; i3arnigo n; Aepurnigon; inasokcaH; eapokcaH i hrynapokcaH i T. n.;

11) iHcyniH abo iHcyniHomiMeTukn, Taki Ak 6ioTa, LP-100, HoBapania, iHcyniH AeTeMip, iHCyniH ni3npo, iHCyniH
rnaprid, iHCymiH-UnHKoBa cycneHsis; Lys-Pro iHcyniH, GLP-1 (73-7) i GLP-1 (7-36)-NH2) i 1. n,;

12) HeTia3onignHaioHoOBI 3acobu, Taki Ak JT-501 i dpaprnitasap i 1. n;

13) noaginHi aroHictn PPARa/y, Taki gk CLX-0940, GW-1536, GW1929, GW-2433, KRP-297, 1-796449, LR-
90iSB 219994 i 1. n;

14) iHwi nikapcbki 3acobu - ceHcubinisaTopw iHCYNIHY; i

15) aroHictn VPAC2 peuenropa.

Mpuknaam 3acobiB, WO 3HWKYIOTL PiBEHb NiNigiB, BKIKOYAOTh:

1) 3acobw, WO NOCUNIOITE EKCKPeLilo XOBYHMX KUCHOT, Taki SIK XOnecTupamiH, koreyesernemM, KonecTunon,
JiankinamiHoankinnoxigHi nonepeyHo3wmTtoro gekctpaHy; Colestid®; LoCholest® i Questran® i 1. n;

2) inriditopy HMG-CoA pepyktasu, Taki ik aTopBacTaTuH, iTaBacTaTuH, dnyBacTaTuH, JlOBacTaTuH,
npaBacTaTuH, pyBacTaTUH, po3yBacTaTuH, cuMBacTatuH i ZD-4522 i 1. n,;

3) iHribitopn HMG-CoA cuHTasu;

4) iHribiTopn abcopbuii xonecTepuHy, Taki ik CKnagHi edipu etaHony, 6eTa-CUTOCTEPUH, CTEPUHINIKO3UaMW,
e3eTnmig i T. n.;

5) iHribiTopu kucnoro kocpepmMeHTy A - xonecTtepuHauunTpaHcdepasu (ACAT), Taki sk aBacumig, ecpnyuumio,
KY505, SMP 709 i 7. n.;

6) iHribitopu CETP, Taki sk JTT 705, TopceTpanio, CP 532,632, BAY63-2149, SC 591, SC 795i 1.n;

7) iHriGiTopn cKkBaneHCUHTETa3Y;

8) aHTMOKCMAaaHTK, Taki Sk Nnpobykoni T. n.;

9) aroHictn PPARot, Taki sk 6eknodibpar, 6eHsadidpar, umnpodibpar, knodibpart, ciogibpar, deHodibpar,
remknabeH i remgidposun, GW 7647, BM 170744, LY518674 i noxigHi cibpmnHoBOi kmucnotu, Taki sik Atromid®,
Lopid® i Tpicor® i 1. n,;

10) mopgynsatopu FXR peuenTopa, Taki sk GW 4064, SR 103912 7. n.;



11) LXR peuenrtopu, Taki ak GW 3965, T9013137 i XTCO179628 i 1. n;

12) iHriGiTopy CMHTE3Y NiNOMNPOTETHIB, TaKi SIK HiaLWH;

13) iHribiTopy cUCTEMU PEHIH-aHTIOTEH3UH;

14) yacTkoBi aroHictn PPARS;

15) iHribiTopu 3BOPOTHOIO MOFMMHAHHS XOBYHUX KMCIOT, Taki gk BARI 1453, SC435, PHA384640, S-435,
AZD7706iT. n.;

16) aroHictn PPARS, Taki sk GW 501516, GW 590735 i T1. n,;

17) iHriGiTopm cuHTE3Y TpUrniLepuais;

18) iHribiTopum TpaHcnopTy Tpurnilepuais B MikpocoMax, Taki sk iHnnitanig, LAB687, CP346086 | T. n.;

19) MogynATOpM TPaHCKPUNLT;

20) iHribiTopu ckBaneHenokcmMaasw;

21) akTBaTOpPM peLenTopiB NinonpoTeiHy HM3bKOI WinbHocTi (LDL);

22) iHribiTopun arperavii TpoMOOLUTIB;

23) iHribitopmn 5-LO abo FLAP; i

24) aroHicTn peLenTopiB HiauuHy.

Mpvknagm aHTUrinepTeH3NBHMX 3acO6iB BKIOYAIOTh:

1) piypeTuku, Taki SK Tia3ugw, BKIKOYAK4M XIopTanigoH, xnopTiasvug, AuxnopdeHamia, rigpodnymeTia3vg,
iHganamig i rigpoxnopTia3ua; neTnesi OiypeTvkn, Taki sk OymeTaHia, eTakpuMHoBa KucroTa, ypocemin i Topcemia;
HaTpi3bepiratodi 3acobu, Taki Sk aminopua i TpuaMTePEH; | aHTaroHICTU anbA0CTEPOHY, Taki K CMiPOHOMAKTOH,
enipeHoH i T. n.;

2) beTa-agpeHepriyHi briokatopu, Taki sk auebyTtonon, ateHornon, 6etakconon, 6esaHTonon, Giconpornon,
boniHgonon, kapTeorion, KapBeAinos, Leninposiof, ecMoson, iHAeHOmon, MeTanposion, Hagonon, Hebisoson,
neHGyTononM, NiHAOON, MPONAaHOJIOMN, CoTarnos, TepTaTosion, TUM30sos, TUMOMoM i T. N.;

3) 6rnokaTtopu KanbuUi€eBMX KaHaniB, Taki sk amroguniH, apaHiguniH, asenHigunid, 6apHiguniH, GeHiguniH,
Oenpuann, UMHanNAMNiH, KreeiguniH, AunTtiasem, edoHiguniH, denoavniH, ranonamin, i3apaguniH, nauuguniH,
neminauniH, nepkaHiauniH, Hikapauvnid, HipauniH, HiNBaguniH, HiMoAeniH, HiconAuniH, HiTPeHAWMH, MaHiguniH,
npaHiguniH, Bepanamini 1. n,;

4) iHribiTopn aHrioTeH3nHnepeTBoptoBanbHoro depmeHty (ACE), Taki Ak OGeHasenpun; Kantonpwri;
uunasanpwi; genanpun; eHananpwn; oCMHOMPWI; iMidanpun; JOCUHOMNPWUIT, MOEKCUMPUIT; XiHanpun; XiHanpunar;
paMinpun; NepyvHAO NPUIT; KBaHINPWIT; cripanpwn; TeHoKanpwi; TpaHgonanpwn, 3odpeHonpuni 1. n.;

5) iHribiTopn HelTpanbHOI eHgonenTuaasn, Taki sk omanaTpunaTt, KagokcaTpun i ekagoTpun, docugoTpun,
camnaTpunat, AVE7688, ER4030iT. n,;

6) aHTaroHiCT! eHOOTENiHY, Taki K Te3oceHTaH, A308165, YM62899 i 1. n.;

7) BazogunaTaTopw, Taki SK rigpanasuH, KNMoHiguH, MiHOKCUAWI, HIKOTWMHINOBUA CIMPT i T. N.;

8) aHTaroHicTM peuenTopa aHrTiotTeHsuHy Il, Taki sik kaHOecapTaH, enpocapTaH, ipbecapTtaH, nocapTaH,
npaTocapTaH, TacocapTaH, TenMicapTaH, BancapTaH, i EXP-3137, FI6828K, RNH6270 i T. n.;

9) o/ agpeHeprivHi 6riokaTopu, Taki AK HiINPagwuIos, apoTUHOMON, aMocynanon i T. n.;

10) 6rokatopu anbda 1, Taki K Tepas3ocuH, ypanigun, npa3ocuH, OyHa3oCWH, TPUMAa3OoCWH, AOKCA30CWH,
HadpTonignn, iHgopamiH, WHIP 164, XENO10 i 1. n,;

11) aroHicTv anbda 2, Taki sk noekcuanH, TiaMeHianH, MOKCOHIAWH, pPUNMEHIOVH, ryaHo6eH3 i T. n.; i

12) iHribiTopu anbgocTtepoHy i T. n. MNprknaam 3acobiB MPOTU OXMPIHHSA BKIOYa0Th:

1) inribitopu TpaHcrnoptepa 5HT (cepoTOHiHy), Taki $IKK NAPOKCETWH, (IyoKCeTWH, beHdnypamiH,
dryBOKCaMiH, cepTpaniH i iMinpamiH;

2) inribitopu TpaHcnoptepa NE (HopeniHedpuHy), Taki sk GW 320659, gecnipamiH, Tancynpam i HomicpeH3uH;

3) aHTaroHicTw/3BopoTHi aroHicTn CB-1 (kaHabiHoigHoro-1 peuentopa), Taki sk pumoHabaHT (Sanofi
Synthelabo), SR-147778 (Sanofi Synthelabo), BAY 65-2520 (Bayer) i SLV 319 (Solvay), i 3acobu, po3kpuTi B
[matenTi CLLUA Ne5532237, nateHTi CLUA Ne4973587, natenTi CLUA Ne5013837, nateHTi CLUA Ne5081122, nateHTi
CLUA Ne5112820, nateHTi CLUA Ne5292736, nateHTi CLUA Ne5624941, nateHti CLUA Ne6028084: WO 96/33159,
WO 98/33765, WO 98/43636, WO 98/43635, WO 01/09120, WO 01/96330, WO 98/31227, WO 98/41519, WO
98/37061, WO 00/10967, WO 00/10968, WO 97/29079, WO 99/02499, WO 01/58869, WO 02/076949, WO
01/64632, WO 01/64633. WO 01/64634, WO 03/006007 i WO 03/007887 i EP-658546];

4) aHTaroHicTv rpeniHy, Taki sk poskputi B [WO 01/87335 i WO 02/08250];

5) aHTaroHictw/3BopoTHi aroHict H3 (rictamiHy H3), Taki gk Tionepamig, 3-(1H-iminason-4-in)nponin N-(4-
neHTeHin)kapbamart, knobeHnponiT, nogodeHnponit, imonpokcudaH, GT2395, i A331440, i 3acobun, po3kpuTi B
[WO 02/15905]; i O-[3-(1H-iminazon-4-in)nponaHolkapbamaTu, ninepuANHBMICHI aHTaroHicT rictamiHosoro H3-
peuentopa [Lazewska, D. et al., Pharmazie, 56:927-32 (2001), noxigHi 6eH3odeHoHy (Sasse, A. et al., Arch.
Pharm. (Weinheim) 334:45-52 (2001)], 3amiweHi N-dbeHinkapbamatn [Reidemeister, S. et al., Pharmazie, 55:83-6
(2000)] i noxigHi npokcudaHy [Sasse, A. et al., J. Med. Chem., 43:333543 (2000)];

6) aHTaroHicTM peuenTopa MenaHiHKoHLeHTpyto4oro ropmoHy 1 (MCH1R), Taki sk T-226296 (Takeda), SNP-
7941 (Synaptic) i 3acobu, poskputi B [WO 01/82925, WO 01/87834, WO 02/051809, WO 02/06245, WO
02/076929, WO 02/076947, WO 02/04433, WO 02/51809, WO 02/083134, WO 02/094799 i WO 03/004027, i
AnoHcbkin MateHTHIN 3aaBui Ne JP 2001-226269];

7) aroHictw/aHraroHicTn MCH2R (menaHiHkoHLeHTpyto4oro ropMoHy 2R);

8) aHtaronict NPY1 (Hewponentuay YY1), Taki sik BIBP3226, J-115814, BIBO 3304, LY-357897, CP-671906
i GI-264879; i 3acobu, poskpuTti B [mateHTi CLUA Ne6001836; WO 96/14307, WO 01/23387, WO 99/51600, WO
01/85690, WO 01/85098, WO 01/85173 i WO 01/89528];

9) aHtaroHict NPY5 (Hewponenmugy YY5), Taki sk 152,804, GW-569180A, GW-594884A, GW-587081X,
GW-548118X; FR235,208; FR226928, FR240662, FR252384; 1229U91, GI-264879A, CGP71683A, LY-377897,
LY-366377, PD-160170, SR-120562A, SR-120819A, JCF-104 i H409/2 i 3acobw, po3wputi B [naTteHti CLUA
Ne6140354, natenti CLUA Ne6191160, natenti CLUA Ne6258837, nateHti CLUA Ne6313298, nateHTi CLUA
Ne6337332, nmateHTi CLUA Ne6329395 i nateHTi CLUA Ne6340683; nmateHTi CLUA Ne6326375; nateHTti CLUA
Ne6329395; nateHTi CLUA Ne6337332; nateHTi CLUA Ne6335345; EP-01010691 i EP-01044970; i WO97/19682,
WO 97/20820, WO 97/20821, WO 97/20822, WO 97/20823, WO 98/27063, WO 00/107409, WO 00/185714, WO



00/185730, WO 00/64880, WO 00/68197, WO 00/69849, WO 01/09120, WO 01/14376, WO 01/85714, WO
01/85730, WO 01/07409, WO 01/02379, WO 01/23388, WO 01/23389, WO 01/44201, WO 01/62737; WO
01/62738, WO 01/09120, WO 02/20488, WO 02/22592, WO 02/48152, WO 02/49648 i WO 02/094789; i Norman
etal., J. Med. Chem. 43:4288-4312 (2000)];

10) menTuH, TakMn sk pekombiHaHTHMI nenmuH nmoguHn (PEG-OB, Hoffman La Roche) i pekombiHaHTHWMI
METIOHIN-NenTuH noguHn (Amgen);

11) noxigHi nenTuHy, Taki gk onucaHi B [nateHTi CLUA Ne5552524, nateHti CLUA Ne5552523, natenti CLUA
Ne5552522 i mateHti CLUA Ne5521283; i WO 96/23513, WO 96/23514, WO 96/23515, WO 96/23516, WO
96/23517, WO 96/23518, WO 96/23519 i WO 96/23520];

12) aHTtaroHicTh onioigis, Taki sk HanvedeH (Revex®), 3-MeTOKCUHANTPEKCOH, HaMOKCOH i HanTPEKCOH; i
3acobw, poskputi B [WO 00/21509];

13) aHTaroHicTM opekcuHy, Taki gk SB-334867-A; i 3acobu, poskputi B [WO 01/96302, WO 01/68609, WO
02/51232, WO 02/51838 i WO 03/023561];

14) aroHictn BRS3 (peuenropa 6om6e3unHy nigtuny 3);

15) aronictu CCK-A (xoneuucTokiHiHy-A), Taki gk AR-R 15849, Gl 181771, JMV-180, A-71378, A-71623 i
SR146131, i 3acobu, po3kpuTi B [maTeHTi CLUA Ne5739106];

16) CNTF (uwniapHi HerpoTpodiuHi cdaktopwn), Taki sk GI-181771 (Glaxo-SmithKline); SR146131 (Sanofi
Synthelabo); 6yTabivgua; i PD170,292, PD149164 (Pfizer);

17) noxigHi CNTF, Taki sik akcokiH (Regeneron); i 3acobu, poskputi B [WO 94/09134, WO 98/22128 i WO
99/43813];

18) aroHictn GHS (peuenTopa cTuMynsiTopa cekpelii ropmMoHy pocTy), Taki sk NN703, rekcapeniH, MK-0677,
SM-130686, CP-424,391, 1-692,429 i 1-163,255, i 3acobu, po3kputi B [nateHTi CLUA Ne6358951, naTteHTHUX
3anBkax CLUA NeNe 2002/049196 i 2002/022637; i WO 01/56592 i WO 02/32888];

19) aroHictn 5HT2c (cepoToHiHOBOro peuenropa 2c), Taki sk BVT933, DPCA37215, IK264; PNU22394;
WAY161503, R-1065 i YM348; i 3acobwu, po3kpuTi B [mateHTi CLUA Ne3914250; i WO 02/36596, WO 02/48124,
WO 02/10169, WO 01/66548, WO 02/44152; WO 02/51844, WO 02/40456 i WO 02/40457];

20) aroHictn Mc3r (peuenropa MenaHoKOpPTUHY 3);

21) aroHict Mcér (peuernmopa menaHokopTuHy 4), Taki sk CHIR86036 (Chiron); ME-10142 i ME-10145
(Melacure), i 3acobwu, po3kputi B [WO 99/64002, WO 00/74679, WO 01/991752, WO 01/74844, WO 01/70708, WO
01/70337, WO 01/91752, WO 02/059095, WO 02/059107, WO 02/059108, WO 02/059117, WO 02/12166, WO
02/11715, WO 02/12178, WO 02/15909, WO 02/068387, WO 02/068388, WO 02/067869, WO 03/007949 i WO
03/009847];

22) iHribiTopn NOBTOPHOIO MOFMMHAHHA MOHOaMiHy, Taki sk cubytpatMiH (Mendia®/Reductil®) i 1ioro cinb, i
3acobu, poskputi B [mateHTti CLUA Ne4746680, B nateHTi CLUA Ne4806570 i B nateHti CLUA Ne5436272, B
nateHTHin 3assui CLUA Ne2002/0006964 i WO 01/27068, i WO 01/62341];

23) iHribiTopM NMOBTOPHOrO MOFMMHAHHA CEPOTOHIHY, Taki sik AekcdeHdnypamiH, dryokceTuH i 3acobw,
po3kpuTi B [naTteHTi CLUA Ne6365633, WO 01/27060 i WO 01/162341];

24) aroHictn GLP-1 (rniokaroHnogi6Horo nentugy 1);

25) Tonipamart (Topimax®);

26) gpitodhapmcrionyka 57 (CP 644,673);

27) iHribitopn ACC2 (aueTun-CoA kapbokcunasu-2);

28) aronictn B3 (beTa-agpeHopeuenmopa 3), Taki sk AD9677/TAK677 (Dainippon/Takeda), CL-316,243, SB
418790, BRL-37344, 1-796568, BMS-196085, BRL-35135A, CGP12177A, BTA-243, W 427353, Trecadrine,
Zeneca D7114, SR 59119A i 3acobu, po3kputi B [nateHTi CLUA Ne5705515, B mateHTi CLUA Ne5451677; i WO
01/74782 i WO 02/32897];

29) iHribitopn DGAT1 (giaumnrniuepuHaumnTpaHcdepasn 1);

30) iHribiTopn DGAT2 (giaumnrniuepuHaumnTpaHcdepasmu 2);

31) iHribiTopn FAS (cuHTa3u xxunpHmx kucrnoT), Taki 9k Cerulenin i C75;

32) inribitopu PDE (docdoaiectepasm), Taki sk TeodiniH, NeHTOKCUIiniH, 3anpuHacT, cungeHadin, aMmpyHOH,
MINPUHOH, LuMKnocTamig, poninpam i Lunominacr;

33) aroHicTn TrpeoigHoro ropmoHy [, Taki sk KB-2611 (KaroBioBMS) i 3acobu, poskputi B [WO 02/15845 i
JP2000-256190];

34) akmmeatopn UCP-1 (He3B's3ytouoro Oinka 1, 2 abo 3), Taki sk pitaHoBa kucnorta, 4-[(E)-2-(5,6,7,8-
TeTparigpo-5,5,8,8-tetpameTun-2-HadTaniHin)-1-nponeHin]oensoriHa kucnota (TTNPB), i peTuHoeBa kucnoTa; i
3acobw, poskputi B [WO 99/00123];

35) aumnectporenu, Taki sik oneoinecTpoH, po3kputi B [Mar-Grasa, M. et al., Obesity Research, 9:202-
9(2001)];

36) aHTaroHICTV MIOKNOKOPTUKOIAIB;

37) iHribitopn 118 HSD-1 (11-6eTa-rigpokcuctepoigaerigporeHasu Tuny 1), Taki sk BVT 3498, BVT 2733, i
3acobwu, poskputi B [WO 01/90091, WO 01/90090 i WO 01/90092];

38) iHribitopn SCD-1 (cTeapoin-CoA gecatypasu-1);

39) iHribitopn gunenruamnnentugasu IV (DP-IV), Taki gk isonenumHTiazonigna, BaniHniponigua, NVP-25
DPP728, AF237, P93/01, TSL 225, TMC-2A/2B/2C, FE 999011, P9310/K364, VIP 0177, SDZ 274-444; i cnonyku,
poskputi B [WO 03/004498, WO 03/004496, EP 1258476, WO 02/083128, WO 02/062764, WO 03/000250, WO
03/002530, WO 03/002531, WO 03/002553, WO 03/002593, WO 03/000180 i WO 03/000181];

40) iHribiTopn ninasw, Taki AK TeTparigponinctatuH (oprnictat/Xenical®), Triton WR1339, RHC80267,
nincTatvH, TeacanoHiH i pJiermnymbenicdepun docdar, FL-386, WAY-121898, Bay-H-3176, BaninaktoH,
ectepauuH, ebenaktoH A, ebenaktoH B, RHC 80267, i 3acobu, poskputi B WO 01/77094 i B mateHTi CLLUA
Ne4598089, nateHnti CLUA Ne4452813, nateHti CLUA Ne5512565, nateHti CLUA Ne5391571, nmateHti CLUA
Ne5602151, natenti CLLUA Ne4405644, B nateHTi CLUA Ne4189438 i nateHTi CLLUA Ne4242453];

41) iHribiTopn TpaHCNopTEPA XXUPHUX KUCTIOT;

42) iHribiTopm TpaHcnopTepa aukapbokcunaTy;
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iHriGiTopyM TpaHcnopTepa rMoKo3y;

iHribiTopu TpaHcnopTepa cocdary;

aroHicTV MenaHoKOpTUHY, Taki ik Melanotan I, abo 3acobwu, po3kputi B [WO 99/64002 i WO 00/746799];
a@HTaroHiCTM MenaHiHKOHLEHTPYHUYOrO FOPMOHY;

47) aHTaroHICTK ranaHiHy;

48) aroHictn CCK;

49) KOPTUKOTPONIHBUBINbHAOYNIA FTOPMOH; i

50) aroHictn bocdpogiectepasn-3B (PDE3B); i T. .

BkaszaHi BuLLe koMOGiHaLii BkNoYaoTb KOMOIHALLT KOMMO3ULii 3a JaHUM BUHAXO0A40M He TiNbKWU 3 OZHOIO 3 iHLLNX
aKTMBHMX CMONyK, ane TakoX 3 ABoma abo Bifnblue iHWMMK akTMBHUMU crioflykamu. HeobmexyBanbHi npuknagn
BKIMOYaOTb KOMOiHaLLil KOMMO3KWUiN 3a AaHMM BMHAxXO4OM 3 ofHieto, ABOMa abo Ginblue akTUBHUMMK CroSlyKamu
(cynyTHiMK nikapcbkumn 3acobamu), BUOpaHMK 3 3acobiB, WO 3HWXKYIOTb piBeHb NiNigiB, i aHTUriNepTEH3MBHUX
3acobiB. KombiHauii komrno3uuii 3a gaHuM BUHaxoOoMm 3 OfHielo, ABoMa abo Ginblue akTUBHUMMK CrOMyKamu
(cynyTHiMKM nikapcbkumn 3acobamu), BuGpaHMMKM 3 3acobiB, LU0 3HWKYIOTb piBEHb MNiMigiB, i aHTMAIAbeTUYHNX
3acobiB, KOPUCHI ANdA MikyBaHHs, KOHTPOMo abo MpodinakTvku mMeTabosiyHoro cuHgpomy. 3okpema, KoMnoawuui,
O BKIOYaloTb 3acib MpOoTV OXUPIHHSA, aHTUrinepTeH3MBHUIA 3acib, B AOMOBHEHHA A0 aHTugdiabeTudHoro 3acoby
i/abo 3acoby, WO 3HWKYE piBeHb MiMigiB, KOPWUCHI ANs CMHEPriYHOro miKyBaHHHA, KOHTpomo abo mpodinakTuku
MeTaboniYHOro CUHApPOMY.

Mpw kniHiYHOMY 3acToCyBaHHi CMONyK 3a AaHUM BMHAxXo4OM [03a i YacToTa BBEAEHHS 3anexaTb Bif cTari,
BiKy, Baru i CTaHy mauieHTa i Big Tuny i TpmBanocTi edekTy, sk 6axaHo ogepxatn. OgHak npu nepopanbHoOMYy
BBEEHHI ,OpOC/oMy nauieHTy go3sa ctaHoBuTb 0,01-100mr/kr, ane nepeBaxHo 0,3-1Mr/Kr Ha AeHb, ONs BBEOEHHS
y Burnagi ogHiei abo gekinbkox 403, i Npu HenepopanbHOMY BBeOEHHI A4OPOCMOMY MauieHTy [o3a CTaHOBUTb
0,001-10wmr/kr, ane nepeBaxHo 0,001-0,1Mr/kr Ha AeHb, 411t BBEAEHHS Yy BUrNsAdi oaHiel abo aekinbkox Jo3.

Jlikytounin nikap, BeTepuHap abo KMiHILMCT 3MOXe erko BU3Ha4MTU edeKTUBHY (hapMakosoridHy KinbKicTb
riikapcbkoro 3acoby And NnpodinakTvky, NpUrHiYeHHs abo 3ynMHKWM NpoLecy 3axBOPHOBAHHS.

Mpuknagu

Oanvn BuHaxig gani 6yge onucaHwi 3a JOMOMOrOK MPUWKMagiB, ane NMoBWHHO OyTW 3pO3yMmino, WO AaHui
BMHaXxig He 0OMeXyeTbCs SKMM-HeOYAb YMHOM HaBeAeHUMU HKYE MPpUKIagamu.

Ona ToHkowapoBoi xpomatorpadii, siky BMKOPWCTOBYIOTb B MpuWKMnagax, Ans MnriacTVH BMKOPWUCTOBYBaM
cunikarenb 60F245 (Merck), a sik 3acobu geTtekuii Bukopuctanm Y®P-getektop. Wakogel™ C-300 (Wako Pure
Chem.) BukopucTamm sik cunikarens ana konoHok, i LC-SORBTM SP-B-ODS (Chemco) abo YMC-GEL™ ODS-
AQ120-S50 (Yamamura Chemical Research Institute) BukopucTanu sk cunikarenb Ans KOMOHOK i3 ob6epHeHot
azorn. Mac-cnekTp BMMiptoBanM MeToAoM ioHizauii enektpocnpeem (ESI), BukopuctoBytoum Quattroll (mpoaykr
Big Micromass Co.).

Mpu aHanisi AMP-cnektpa B pO34uHi BaXKoro AMMETUNCYNbGOKCUAY BUMIPIOBaHHSA 3filCHIOBammM 3
BUKOpPUCTaHHAM crnektpomeTpa Gemini-200 (200MI'y, Varian), Gemini-300 (300Mry, Varian), Mercury 400
(400Ml'y, Varian) abo Inova 400 (400MIu, Varian), BUKOPWUCTOBYHYM OUMETUNCYNbGOKCUL K BHYTPILLHIiA
CTaHOapT, i BCi 3HAYEHHS BUpaXarnu y BUrmsigi MinbMOHHUX YacTok (M.4. ).

Y npeAcTaBneHmx HUXYe npuknagax abpesiaTypy MatoTb HACTYMHI 3HAYEHHS:

i-Bu: i3obytunsHa rpyna

n-Bu: H-GyTuUn

t-Bu: TpeT-6yTnn

Me: meTunbHa rpyna

Et: etunbHa rpyna

Ph: deHinbHa rpyna

i-Pr: isonponinbHa rpyna

n-Pr: n-nponinbHa rpyna

CDCl3: Baxkkmin xnopocpopm

CD30D: BaxKuii MeTaHomM

DMSO-de: Baxkuii AMMETUICYNbOKCUA.

AbBpeBiaTypu, LIO BMKOPUCTOBYIOTECA A1 MO3HAYEHHS CMEKTPIB SAEPHOTO MarHiTHOrO pe3oHaHCy, MatoTb
HaCTYMHi 3HAYEHHS:

C: CUHIeT

a: nyonet

44: noagiiHun oyéoneT

T: TpUNneT

M: MyfbTUANeT

yLnp.: yLLMpeHui

KB.: KBApTeT

J: KOHCTaHTa B3aeMogil

lu: repy

Mpuknag 1

2-en-3-{4-[3-(1-ninepnauHin)nponokcu]deHin)-4(3H)-xiHazoniHoH

(1) OpepxanHs 2-eTnn-4H-3,1-6eH30Kkca3nH-4-0Hy

AHTpaHinoBy kucrnoty (10r, 72,9mmonb) i nponioHoBun awrigpmg  (20,9r, 160mmonb) 3miwysanu i
nepemiwysanu npu 130°C npoTtarom 2 roauH. PeakuiHuiA po3yYmMH KOHLUEHTPYBanuM Mpu 3HWKEHOMY TUCKY,
3aMMWOK PO3YMHANM B METUNIEHXIopWAi, OpraHiyHy a3y npoMMBanmM HaCU4EHWM BOAHVMM  PO34MHOM
rigpokapboHaTty HaTpilo, a noTiM AUCTUNBOBAHOK BOAOK i cywmnm 6e3BogHUM cyrnbdatoM HaTpito. LlinboBy
crnonyky (12,5r, 98%) ogepxyBanm y Burnsgi 6e3bapBHoOi TBepAoi peyoBMHM MicrA TOro K cynbdat HaTpito
BigdinbTPOBYBaTH | MPOAYKT KOHLEHTPYBann Aocyxa.

(2) OpepxanHs 2-eTnn-3-(4-rigpokcudeHin)-4-(3H)-xiHasoniHOHY

2-etnn-4H-3,1-6eH3okca3nH-4-oH (6,5r, 37,1mMmorb) i 4-amiHocdeHon (4,05r, 37,1MMOMb) PO34MHAM B
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anmetundopmamigi (18mn) i nepemiwysanu npu 140°C npotarom 10 roguH. Cymill oxonogxyBanu 4o KiMHaTHOT
TemnepaTtypu, [ojasBarM AuCTUNbOBaHy Bogy (94mn) i TBepaud ocag  BigdineTpoByBat. [lpoaykT
nepekpucTanisoByBamm (eTaHon) i UinboBy cronyky (6,52r, 66%) ogepxyBamm y BWINAgdi KpucTamniB sICHO-
KOPUYHEBOrO KOIbOpY.

(3) OpepxxaHHs 2-eTnn-3-[4-(3-xnopnponokcn)deHin]-4 (3H)-xiHazoniHoHy

2-etun-3-(4-rigpokcundeHin)-4(3H)-xiHasoniHoH (17,9r, 67 ,5mMmork), 1,3-6pomxnopnponaH (12,1r, 70,3mMmonb)
i kapboHaT kanito (19,7r, 143mMonb) 3miwyBarm B AumeTtundopmamigi (180mn) i nepemiwysamm npu 80°C
NPOTHArom 2 roAauH.

Micns BMNapoByBaHHSA PO3YMHHUKA NP W 3HDKEHOMY TUCKY AodaBanu eTunayeTar i AUCTuboBaHy Bogy. [licns
eKcTparyBaHHs eTunaueTatoMm opraHidHy ¢ady npomvBanM AUCTUMbOBAHOK BOAOK | cywmnu 6e3BOAHVM
cynbartom HaTpito.

Cynbdat HaTpito BigdinbTpoByBaTH, inNbTpaT ynapioBanv Mpu 3HWKEHOMY TUCKY | ogepKaHy TBepay
peyvoBMHY MPOMUBANM €TaHOMOM 3 odepXaHHAM LinboBoi crnonykn (19,1r, 82%) y Burnagi TBepAoi peyoBMHU
SICHO-KOPWUYHEBOTO KOJbOPY.

(4) OpepxaHHs 2-eTnn-3-{4-[3-(1-ninepugmHin)npo nokcu]deHin}-4(3H)-xiHasoniHoHy

2-etun-3-[4-(3-xnopnponokcu)deHin]-4(3H)-xiHasoniHoH (19r, 55,6mmonk), ninepuguH (23,71, 278Mmornb),
kap6oHart kanito (11,5r, 83,4mmornb) i nogua kanito (13,8r, 83,4mMmork ) 3miwysanu B gumetnndopmamigi (400mn) i
nepemiwysanu npu 80°C npoTarom 24 roguvH

PO34nHHMK BUNaApOBYBanu Mpu 3HWXKEHOMY TUCKY, 3aMLLOK PO3YMHANM B eTunaueTaTi i opraHiyHy dasy
npomMvBanM ANCTUIIbOBAaHO BOAOHO i CyLLMnm 6€3Bo4HMM CynbdatoM HaTpito.

Micns ouMLIEHHS KOMOHKOBOK Xpomatorpadpieto Ha cwnikareni (xnopodopm/metaHon=30/1) BkasaHy B
saronosky cnonyky (10,1r, 47%) opepxyBarm y Burnsai 6esbapBHMX KpucTamiB nepekpucTanisauieo 3
AieTnnosoro edipy/rentaHy

'H AMP (400Mry, CDCls, 8 Mu.): 1,22 (3H, T, J=7,2T0), 1,41-1,47 (2H, m), 1,57-1,64 (4H, m), 1,97-2,05 (2H,
m), 2,36-2,58 (8H, m), 4.06 (2H, T, J=6,4T"u), 7,02 (2H, g, J=8,4Tu), 7,12 (2H, A, J=8/4Tw), 7,43 (1H, T, J=7,6IL),
7,67-7,78 (2H, m), 8,25 (1H, g, J=8,4T"u).

Crionyku mpuknagiB 2-16 MoxHa ogepXaTu Takvm e crnocobom, sk ykasaHo B npuknagi 1, cnocoGom Ha
OCHOBI Liei MeToaukn abo iX noegHaHHsAM 3 TpaauUiiHUM crnocoboM, BUKOPUCTOBYHOYM BiOMNOBIAHY aHTPaHiNoBy
KMCIOTY, aHrigpug kucnotu, amiHodeHon, 1,3-6pomxrioparnkaH i amiH Sk BUXigHI pe4OBUHMU.

Mpuknag 2

2-meTun-3-{4-[3-(1-ninepuamnHin)nponokcu| deHin}-4 (3H)-xiHazoniHoH

BkasaHy B 3arofioBKy CrosyKy ogepxysanm 3a cnocobom npuknagy 1, BAKOPUCTOBYOYM aHTPaHINOBY KUCHOTY,
oLUTOBWA aHrigpua, 4-amiHodeHon, 1,3-6pomxnopnponaH i NinepuanH SK BUXigHI pe4OBUHN.

'H AMP (400Mry, CDCl3, § m.u.): 1,41-1,55 (2H, m), 1,50-1,64 (4H, M), 1,97-2,04 (2H, m), 2,25 (3H, c), 2,37-
2,46 (4H, yump.c), 2,49 (2H, T, J=6,8I"1), 4,06 (2H, T, J=6,8I'y), 7,03 (2H, g, J=8,4Tu), 7,12 (2H, g, J=8,4Tu), 7,44
(1H, 1, J=8,0l"w), 7,65 (1H, g, J=8,8I"u), 7,74 (1H, 1, J=8,0I"y), 8,25 (1H, A, J=8,0T ).

Mpuknag 3

2-meTun-3-{4-[3-(1-niponiguHin)nponokcu]deHin}-4(3H)-xiHazoniHoH

BkasaHy B 3arofoBKy CrofyKy ogepxysarnm 3a cnocobom npuknagy 1, BAKOPUCTOBYHOYM aHTPaHINOBY KUCHOTY,
ouTOBMWA aHrigpug, 4-amiHodeHon, 1,3-6pomxnopnponaH i NiposiAWH SK BUXIGHI peYOBUHN.

'H AMP (400Mry, CDCl3, & Mu.): 1,41-149 (2H, m), 1,58-1,66 (4H, m), 2,25 (3H, c), 2,48-2,58 (4H, ywup.c),
2,81 (2H, 1, J=6,0Tu), 4,15 (2H, 1, J=5,6I"u), 7,03 (2H, g, J=9,2I'u), 7,13 (2H, A, J=9,2I'u), 7,44 (1H, T, J=8,0T),
7,65 (1H, g, J=8,0l"y), 7,72 (1H, 1, J=7,2l"u), 8,25 (1H, g, J=8,0IL).

Mpwvknag 4

3-{4-[3-(nieTnamiHo)nponokcu]deHin}-2-meTnn-4(3H)-xiHasoniHoOH

BkasaHy B 3arofoBKy CrofyKy ogepxysanm 3a cnocobom npuknagy 1, BAKOPUCTOBYIOYM aHTPaHINOBY KUCMOTY,
ouTOoBWI aHrigpua, 4-amiHodeHon, 1,3-6pomxropnponaH i AieTnnamin K BUXigHi peYOoBUHM.

'H AMP (400Mru, CDCls, 6 mu.): 1,04 (6H, T, J=7,2My), 1,91-2,00 2H, m), 2,25 (3H, c), 2,55 (4H, ks,
J=6,8l'u), 2,63 (2H, T, J=6,8I"u), 4,06 (2H, 1. J=6,4T"u), 7,03 (2H, g, J=8,8I'u), 7,13 (2H, g, J=8,8Tu), 7,44 (1H, T,
J=8,4ru), 7,65 (1H, g, J=8,0l'y), 7,74 (1H, T, J=8,0l"u), 8,25 (1H, g, J=8,0IL).

Mpuvknag 5

2-metun-3-{4-[3-(2-metn-1-niponignHin)nponokculderin}-4 (3H)-xiHazoniHOH (pauemiyHa cymiLu)

BkasaHy B 3arofoBKy CrofyKy ogepxysarnm 3a cnocobom npuknagy 1, BAKOPUCTOBYOYM aHTPaHINOBY KUCMOTY,
ouToBWI aHrigpua, 4-amiHodeHon, 1,3-6pomxropnponaH i 2-MeTUNRIPOniAVH K BUXIAHI peYOBUHM.

'H AMP (400Mry, CDCls, § m.u.): 1,10 (3H, A, J=6,4w), 1,37-1,46 (1H, m), 1,65-1,72 (2H, m), 1,86-1,97 (1H,
M), 1,99-2,17 (3H, m), 2,17-2,24 (1H, m), 2,25 (3H, c), 2,26-2,33 (1H, m), 2,96-3,03 (1H, m), 3,16-3,23 (1H, m),
4,054,10 (2H, m), 7,03 (2H, A, J=8,8Tu), 7,13 (2H, A, J=8,8I'u), 7,44 (1H, 1, J=8,0ly), 7,65 (1H, A, J=8,8I'n), 7,74
(1H, 7, J=8,0T"u), 8,25 (1H, g, J=8,0I"L).

Mpuknapn 6

3-{4-[3-(2,5-gumeTun-1-niponiguHin)nponokcu]deHin}-2-metmn-4 (3H)-xiHazoniHOH ~ (Cymiw uuMc- i TpaHc-
isomepiB)

BkasaHy B 3arofoBKy CroyKy ogepxysanm 3a cnocobom npuknagy 1, BAKOPUCTOBYOYM aHTPaHINOBY KUCMOTY,
ouToBMUI aHrigpwa, 4-amiHodeHon, 1,3-6pomMxnopnponaH i 2,5-aumMeTMnniponignH AK BUXIOHI pe4YOBUHU.

'H AMP (400Mry, CDCls, § M.u.): 1,12 (6H, A, J=6,0rw), 1,35-1,40 (2H, m), 1,80-1,86 (2H, m), 1,94-2,00 (2H,
m), 2,57-2,66 (2H, m), 2,76 (2H, T, J=7,2I'4), 4,06 (2H, 1, J=6,0l"w), 7,02 (2H, g, J=8,8I"y), 7,12 (2H, g, J=8,8'L),
7,44 (1H, 1, J=7,2T'u), 7,65 (1H, g, J=8,0r'u), 7,74 (1H, T, J=8,4T"u), 8,25 (1H, g, J=8,0I'L).

Mpuvknag 7

2-metun-3-{4-[4-(1-ninepnauHin)oyTtokcu]deHrin}-4 (3H)-xiHazoniHoH

BkazaHy B 3arofioBKy Crosyky ogepxysarnv 3a cnocobom npuknagy 1, BAKOPUCTOBYOYM aHTPAHINOBY KUCHOTY,
ouToBui aHrigpva, 1,4-6pomxrnop6yTaH i ninepuanH sik BUXiAHI pEYOBUHM.

'H AMP (400Mry, CDCl3, & Mu.): 1,41-1,53 (2H, m), 1,57-1,65 (4H, m), 1,66-1,75 (2H, m), 1,97-2,06 (2H, m),
2,25 (3H, c), 2,36-2,50 (6H, m), 4,03 (2H, T, J=6,4T"u), 7,01 (2H, g, J=8,8T"w), 7,12 (2H, A, J=8,8'u), 7,44 (1H, T,



J=8,0l'u), 7,65 (1H, g, J=7,6'y), 7,74 (1H, T, J=8,0l"u), 8,25 (1H, g, J=8,0IL).

Mpuknag 8

3-{4-[3-(1-azenaHin)nponokcu]deHin|-2-meTun-4 (3H)-xiHazoniHoH

BkasaHy B 3arofoBKy CrofyKy ogepxysanm 3a cnocobom npuknagy 1, BAKOPUCTOBYIOYM aHTPAHINOBY KUCMOTY,
ouTOBWI aHrigpua, 4-amiHodeHon, 1,3-6pomxrnopnponaH i asenaH siKk BUXigHI pe4OBUHW.

'H AMP (400Mru, CDCl3, § m.u.): 1,62-1,70 (8H, m), 2,25 (3H, c), 2,73 (4H, ywuup.c), 4,08 (2H, T, J=6,2I'),
7,03 (2H, @, J=8,4I'n), 7,12 (2H, g, J=8,4Tu), 7,44 (1H, 1, J=8,0l'u), 7,65 (1H, A, J=8,8'u), 7,74 (1H, T, J=8,0I'L),
8,25 (1H, A, J=8,0Iw).

Mpuknaa 9

3-{4-[3-(1-a3okaHin)nponokcu]deHin}-2-meTun-4(3H)-xiHasoniHoH

BkasaHy B 3arofioBKy CroiyKy ogepxysanm 3a cnocobom npuknagy 1, BAKOPUCTOBYOYM aHTPaHINOBY KUCMOTY,
ouToBMI aHrigpwa, 4-amiHocpeHon, 1,3-6pomMxnopnponaH i a3okaH sik BUXiOHi pe4OBUHM.

'H AMP (400Mru, CDCl3, 6 m.u.): 1,57-1,63 (8H, M), 2,26 (3H, c), 2,56 (4H, ywmp.c), 4,08 (2H, T, J=6,2I'),
7,03 (2H, g, J=8,4Tw), 7,12 (2H, g, J=8,4T'u), 7,44 (1H, 1, J=8,0l'y), 7,65 (1H, a4, J=8,8'u), 7,74 (1H, T, J=8,0'L),
8,25 (1H, g, J=8,0Iw).

Mpuknag 10

2-metun-3-{4-[3-(2-metun-1-ninepuanHin)nponokcu]deHin)-4(3H)-xiHazoniHOH (paLemivyHa cymiL)

Bka3zaHy B 3arofioBKy Crosyky ogepxysanm 3a cnocobom npuknagy 1, BAKOPUCTOBYOYM aHTPAHINOBY KUCHOTY,
ouToBUI aHrigpva, 4-amiHodeHon, 1,3-6pomMxropnponaH i 2-MeTUnnNiNnepPUAnH siK BUXiOHI pEYOBUHM.

"H amP (400MI'y, CDCl3, & m.u.): 1,14 (3H, g, J=5,5Tu), 1,36 (1H, ywwup.c), 1,36 (1H, yump.c), 2,03 (1H,
ywmp.c), 2,26 (3H, c), 2,42 (1H, ywvp.c), 2,60 (1H, yuwmp.c), 2,93 (1H, yump.c), 4,08 (2H, T, J=6,2I"11), 7,03 (2H, g,
J=8,4ru), 7,12 (2H, g, J=8,4Iu), 7,44 (1H, J=8,0Tu), 7,65 (1H, @, J=8,8I"u), 7,74 (1H, T, J=8,0l'y), 8,25 (1H, 4,
J=8,0l"u).

Mpuknag 11

2-meTtun-3-{4-[3-(4-metnn-1-nine pugnHin)nponokcu]deHin}-4 (3H)-xiHasoniHoH

BkasaHy B 3arofoBKy CrofyKy ogepxysarnm 3a cnocobom npuknagy 1, BAKOPUCTOBYOYM aHTPAHINOBY KUCHOTY,
ouTOBWA aHrigpug, 4-amiHodeHon, 1,3-6pomxnopnponaH i 4-MeTUnninepuanH K BUXigHI pe4OBUHU.

'H AMP (400Mru, CDCl3, § M.4.): 0,93 (3H, a1, J=6,6Iw), 1,25-1,30 (1H, m), 1,36 (1H, yump.c), 1,62-1,65 (1H,
m), 1,92-2,03 (1H, m), 2,25 (3H, c), 2,49-2,51 (1H, m), 2,90-2,93 (1H, m), 4,06 (2H, 1, J=6,2I'y), 7,02 (2H, 4,
J=6,6lu), 7,12 (2H, A, J=6,6lu). 7,46 (1H, T, J=6,5I"y), 7,65 (1H, g, J=7,7Tu), 7,76 (1H, 1, J=8,4T'u), 8,26 (1H, 4,
J=8.4ru).

Mpuknag 12

3-(4-{3-[(2R,6S)-2,6-gumeTnn-1-nine puguHin]nponokcudeHin)-2-metmn-4(3H)-xiHazoniHoOH

BkasaHy B 3aronoBKy CrofyKy ogepxysamm 3a cnocobom npuknagy 1, BAKOPUCTOBYIOUM aHTPaHINoOBY KUCMOTY,
ouToBWN aHrigpua, 4-amiHodeHon, 1,3-6pomxropnponaH i (2R,6S)-2,6-aumeTunninepuanH sk BUXigHi pe4oBUHU.

'H AMP (400Mru, CDCls,  mu.): 1,18 (6H, A, J=6,6Iw), 1,36 (2H, ywmp.c), 1,58-1,68 (2H, m), 1,943 (1H,
ywwp.c), 2,25 (3H, c). 2,54 (2H, yuwmp.c), 3,00 (2H, m), 3,99 (2H, T, J=5,8I"y), 7,00 (2H, g, J=5,9I"y), 7,12 (2H, g,
J=59ru), 7,43 (1H, 1, J=6,6I"u), 7,64 (1H, A, J=8,0l"u), 7,76 (1H, T, J=8,4T"w), 8,23 (1H, A, J=8,0l"L).

Mpuknag 13

2-meTun-3-{4-[3-(3-meTun-1-ninepuanHin)nponokcu]geHiny-4(3H)-xiHazoniHOH (pauemivyHa cymiLu)

BkasaHy B 3arofoBKy CrofyKy ogepxysanm 3a cnocobom npuknagy 1, BAKOPUCTOBYIOYM aHTPAHINOBY KUCMOTY,
ouToBWI aHrigpua, 4-amiHodpeHon, 1,3-6pomxrnopnponaH i 3-meTunninepuanH sK BUXigHI pe4YOBUHM.

'H AMP (400Mry, CDCl3, 8 m.u.): 0,87 (3H, 4, J=6,6I'u), 1,57-1,72 (2H, m), 1,88 (1H, Ta, J=11,0, 2,9), 1,98-
2,06 (2H, m), 2,24 (3H, c), 2,52 (2H, T, J=7,3I'y), 2,85-2,92 (2H, m), 7,02 (2H, #, J=8,8Iu), 7,12 (2H, g, J=8,8'w),
7,43 (1H, 1,J=7,3T"u), 7,64 (1H, g, J=8,0lu), 7,73 (1H, 1, J=8,0l"y), 8,23 (1H, g, J=8,6L).

Mpuknag 14

3-[4-[3-(3,5-aumeTnn-1-ninepuauHin)nponokcu]geHin-2-metun-4 (3H)-xiHazoniHoH

BkasaHy B 3arofoBKy CrofyKy ogepxysanm 3a cnocobom npuknagy 1, BAKOPUCTOBYOYM aHTPAHINOBY KUCMOTY,
ouToBWI aHrigpua, 4-amiHodeHon, 1,3-6pomxropnponaH i 3,5-auMeTunninepuanH K BUXigHI pe4OoBUHN.

'H AMP (400Mru, CDCl3, 8 M.u.): 0,86 (6H, A, J=6,8L), 1,49 (2H, T, J=10,8), 1,70-1,72 (2H, m), 2,24 (3H, c),
2,53 (2H, 1, J=7,2l'y), 2,88-2,90 (2H, m), 4,04 (2H, T, J=6,8y), 7,00 (2H, g, J=8,8'y), 7,12 (2H, A, J=8,8I'L), 7,42
(1H, 7, J=7,2I'u), 7,63 (1H, @, J=7,2l'u), 7,72 (1H, 1, J=8,0l"y), 8,23 (1H, A, J=8,0T ).

Mpuknag 15

2-metun-3-{3-[3-(1-ninepuaunHin)nponokcu]deHrin}-4(3H)-xiHazoniHoH

BkasaHy B 3arofioBKy crionyky ogepxysanu 3a cnocobom npvknagy 1, BAKOPUCTOBYKOUM aHipaHinoBy KUCMOTY,
ouToBU aHrigpva, 3-amiHodeHon, 1,3-6poMxnopnponaH i ninepuavH sk BUXi4HI pe40BUHN.

'H AMP (400Mru, CDCl3, § m.u.): 1,39-1,47 (2H, m), 1,54-1,62 (4H, M), 1,94-2,02 (2H, m), 2,28 (3H, c), 2,36-
2,43 (4H, yump.c), 2,46 (2H, 1, J=7,2l'u), 3,98-4,06 (2H, m), 6,77 (1H, c), 6,81 (1H, g, J=8,0l'y), 7,01 (1H, g,
J=8,4ru), 7,39-7,47 (2H, m), 7,65 (1H, g, J=8,0Tu), 7,75 (1H, 1, J=8,0I"n), 8,25 (1H, A, J=8,4T).

Mpwknag 16

3-{3-6pom-4-[3-(1-ninepuamHin)nponokcu]deHrin}-2-eTun-4(3H)-xiHazoniHoH

(1) OpepxanHs 2-6pom-1-(3-xnopnponokcu)-4-HiTpobeH3ony

4-amiHo-2-6pomdpeHon (2,0r, 9,17mmorb), 1,3-6pomxrnopnponaH (907mkn, 9,17Mmonb) i kapboHaT kanito
(1,90r, 13,8mMmonb) 3miwyBarmm B gumeTtundgopmamigi (8mn) i nepemiwysarmm npu 80°C npotsarom 17 roguH.
HopaBamm eTunayeTar, Cymill NpoMmBanM 1H BOAHMM PO3YMHOM FiAPOKCMAY HaTPIlo | AUCTMIbOBAHOI BOAOIO, Y
BKaszaHOMY MopsAKy, i opraHiyHy dasy cywmnm 6e3sogHuM cynbaTtoM HaTpito.

MpoayKT ounanm KoJIoOHKOBOK Xpomartorpadieto Ha cunikareni (rekcan/etunauetar=9/1-7/3) i ogepxysanm,
TakuM 4uHOM, UinboBy peyoBuHy (1,3r, 48%) 4-amiHo-2-6pomdpeHon opgepxyBamm crnocobom, omMcaHum B
nitepatypi [J. Org Chem., Vol.62, 1997, p.4504].

(2) OpepxanHs 3-6pom-4-(3-xnopnponoKci)aHiniHy

2-6pom-1-(3-xropnponokcu)-4-HiTpobeHson (1,3r), xnopua amoHito (1,3r) i 3aniso (1,3r) gogaBamv 4O CyMiLi
PO34YMHHUKIB MeTaHony (8mn) i AuUCTMNbOBaHOI BoAWM (4Mr) i CyMill KAM'SATUMM i3 3BOPOTHUM XOJIOAMITbHUKOM



npoTArom 2 roguH. PeakuiriHy cymiw cpinbTpyBanu Yepes LeniT i dinbTpaT KOHUeHTpyBanu. 3anuiwoK po34nHANM
B eTunaueTarTi, MPOMMBanM ANCTUIIbOBAHOK BOOOK i HACMYEHUM CONbOBUM PO34MHOM. OpraHiyHy dasy cyLumnm
6e3B0oAHMM CyrnbaToM HaTpito, KOHLEHTPYBaNy i CyLUMnM 3 ogepXaHHsaM LinboBoi pevoBuHm (0,92r).

(3) OpepxkaHHs 3-[3-6pom-4-(3-xropnponokcu)deHin]-2-eTun-4(3H)-xiHazoniHOHY

3-6pom-4-(3-xnopnponokci)aniniH (0,2r, 4,92mmomb) i 2-eTun-4H-3,1-6eH3okcaguH-4-oH (0,871, 4,92Mmonb)
po3unHAnu B gumeTtundpopmamigi (3mn) i nepemiwysanm npu 140°C npotarom 5 rogvH. Jogasamm eTunaueTar i
AVCTUMbOBaHy BOAY, CyMill ekcTparysanv etunauyeTaToM i cywumnm 6e3BogHMM cyrnbdatom HaTpito. [o 3ammLuKy
JofaBanu MeTaHon i HepO34uHHI peyvyoBUHW BiAdinbTpoByBaTU. PinbTpaT KOHLEHTpYBanu, MPOOYKT oyuvianu
KOFTOHKOBOK xpomatorpadpieto Ha cwnikareni (rekcaH/eTunauetat=80/20-75/25) i ogepXyBamn, TakuM YUHOM,
LinboBy peqoBuHy (416mr, 20%).

(4) OpepxxaHHs 3-{3-6pom-4-[3-(1-ninepuauHin)npo nokcu]deHin}-2-etmn-4(3H)-xiHazoniHOHY

3-[3-6pom-4-(3-xnopnponokcu)eHin]-2-eTun-4(3H)-xiHazoniHoH (70Mr) po3uuHanM B ninepyguHi (1mn) i
nepemiwysanu npu 80°C npoTarom 5 roamH. PeakuiiHuin po3yunH po36asnsanu AieTnrioBum edipoM i HepO3UUMHHI
peyoBuHM BigdinbTpoByBaTU. PinbTpaT KOHUEHTpYBanu, CyLUMNn y BakyyMi i ogepxysanu, TakuM YMHOM, BKa3aHy
B 3arofioBKy crosyky (80mr, 99%) y Burnsgi TeepAoi pevoBMHM SICHO-XKOBTOMO KOSbOpY.

'H AMP (400Mry, CDCl3, 8 Mu.): 1,23 (3H, T, J=7,6I1), 1,43-1,53 (2H, m), 1,54-1,66 (4H, m), 2,03-2,12 (2H,
M), 2,39-2,52 (6H, m), 2,54-2,60 (2H, m), 4,13-4,18 (2H, m), 7,04 (1H, g, J=8,4Tu), 7,15 (1H, aa, J=2,8, 8,4'y),
7,44-7,48 (2H, m), 7,71 (1H, g, J=8,0l'u), 7,77 (1H, T, J=7,2I"u), 8,26 (1H, g, J=8,0I"L).

Mpwvknag 17

2-meTun-3-(4-[2-(1-ninepuawnHin)etokcu]deHin}-4(3H)-xiHazoniHoH

2-meTun-3-(4-rigppokcndeHnin)-4-(3H)xinasonivoH (100mr, 0,40mmornb), 2-(1-ninepuaumnin)etaHon (89w,
0,50mmork) i TpudpeHingocdiH (125mr, 0,50mmore) posunHaim B 6e3BogHoMy TeTparigpodpypaHi (2mn) i
OXONopKyBanM Ha nboasHin 6aHi. fietunasognkapbokcunat (75mkn, 0,50mmons) gogasanu no kpannsax npu 0°C i
nepemillyBanu npu KiMHaTHIn Temnepatypi npotaroMm 48 roguH. PO3YMHHUK BigraHAnu npyu 3HWKEHOMY TUCKY,
godasanu npoctui edip, TBepaMn ocag BiadinbTpoByBaTV i PinNbTpaT KOHUEHTpyBarm. 3anuLLoK OouMLanm
KOJIOHKOBOIO XpoMatorpadieto Ha cunikareni (xnopodopm/metaHon=30/1) i BKazaHy B 3arofioBKy crofyky (124wr,
86%) ogepxyBamm y BUrnsai MacnstHUCTOI peYOBMHN SCHO-KOPUYHEBOTO KOMbOpY. 2-MeTun-3-(4-rigpokcmdeHin)-4-
(3H)xiHasoniHOH cuHTe3yBanmM 3a crocobom npuknagy 1(1) i -(2).

"H AMP (400Mry, CDCls, § M.u.): 1,77-1,83 (4H, m), 2,01-2,08 (2H, M), 2,25 (3H, ¢), 2,51-2,59 (4H, m), 2,64
(2H, 1, J=7,2l'y), 4,08 (2H, T, J=6,4Tw), 7,03 (2H, A, J=9,2I'u), 7,13 (2H, A, J=9,2I'y), 7,44 (1H, T, J=8,0l'y), 7,65
(1H, g, J=8,0l"u), 7,74 (1H, 7, J=6,8y), 8,25 (1H, g, J=8,0I).

Mpwknaag 18

2,5-gumeTun-3-{4-[3-(1-ninepuauHin)nponokcu]deHin}-4 (3H)-xiHazoniHoH

(1) OpepxaHHs 1-[3-(4-HiTpodeHoKcH)mponin]niHepUAnHY

3-ninepuamH-1-innponan-1-on (3,66r, 25,6mmornb), 4-HiTpodeHon (2,96r, 21,3mmorb) i TpudeHindocdiH
(6,71r, 25,6mMmorb) po3dmHaANM B 6e3BogHOMY TeTparigpodypaHi B MOTOLi a30Ty, i OXONo4KyBanu Ha MbOoasHIN
OaHi. [logaBamm no kpannsx Aiisonponinasogukapbokcunat (5,0mn, 25,6mMMornb) i nepemilyBany npy KiMHATHIN
Temnepartypi npotarom 40 roauH. PeakuiiHy pigvHy KOHUEeHTpyBanu, JodaBanu gieTurnosun edip i TBepaun ocag
BiAdinbTpoByBaTU. PiNbTPAT KOHLEHTPYBanNu, NPOAYKT OYULLAnM KOMOHKOBOIO XpoMmartorpadieto Ha curnikareni
(xmopodpopm/mMeTaHon=100/0-95/5) i ogepxyBanmn, TakMMm YMHOM, LinbOBY peyoBuHy (3,49r, 62%) y Burnsgi
MacnsHUCTOrO 3amnuLLKy SICHO-KOBTOIO KOfbOpY.

1-[3-(4-HiTpObeHOKCH)NPOMIM]NiNePUANH TaKoX OAEPKYBarnM HacTyMHUM Crocobom.

lNpopua Hatpito (2,8r) ocagkyBamm B gumeTtundopmamiai (20mn) B notoui a3oTy i MOBiNbHO gogasanu 3-
ninepuaunn-1-innponan-1-on (5,0r, 34,9MMonb) Ha NboasAHiA 6aHi. MMicns 1 roguHW nepemillyBaHHSA NpW KiIMHaTHIN
Temnepatypi gogasanm 1-dpTop-4-HiTpobeH3on (4,92r, 34,9vmonb) i Cymill nepemillyBanm Mpu KiMHaTHInA
Temnepatypi npotarom 15 roguH. [dopaBarnvM AuCTuUnbOBaHy BoAy | eTunaueTaT, CyMmill ekcTparysanu
eTunaueTaTom i cywmny 6e3sogHuM cyrnbdaTtoM HaTpito. Micna KOHUEHTPYBaHHS 3aNMLLOK OYMLLANM KO MTOHKOBOIO
xpomartorpadieto Ha cunikareni (xnopodopm/meTaHon=10/0-9/1) i ogepKyBanu, Takum YMHOM, LiNibOBY PEHOBUHY
(7,56r, 82%) y BArNAAi MacnsiHUCTOrO 3anmLLKy SCHO-KOBTOrO KOMbOpY.

(2) OpepxaHHs 4-[3-(1-ninepuauHin)NponokculaHiniHy

1-[3-(4-HiTpODeHOKCHM)NPOMIM]MiNePUANH PO3UMNHANN B METAHOI i LiflbOBY CMOSYKY OAepXXyBanm KaTamiTU4HUM
BiHOBMNEHHSM, 3 BUKOPUCTaHHAM SK KaTaridaTopa nanagito Ha akTuBoBaHOMY BYriNnni B NOTOL BOAHIO.

(3) OpepxaHHs 2,5-gumeTnn-3-{4-[3-(1-ninepuamHin)nponokcu]deHrin}-4(3H)-xiHazoniHOHY

2,5-pumeTnn-4H-3,1-6eHsokcagnH-4-oH (100mr, 0,57mMmore) i 4-[3-(1-ninepuauHin)nponokcu]aninid (134wmr,
0,57MMOrb) po3unHAIM B ouToBil kucnoTi (3mn) i nepemiwysamm npu 130°C npoTtsarom 10 rogwH. Po3umHHMK
BiAraHanmMM npu 3HWKEHOMY TUCKY i JodaBanu eTunaueTaT i 1H BOAHMIA pO34uH rigpokcmay HaTpito. Cymiw
eKkcTparyBanu eTtunauetaToM i opraHidHy ¢ady cyumnm 6e3BogHMM cynbcatom Hatpito. [licns ounLLeHHs
KOTOHKOBOIO XpomaTorpadieto Ha cunikareni (xnopodopm/meTtaHon=20/1), BkazaHy B 3arofiloBKy CrosyKy (76mr,
34%) opepxysamm y Burnagi 6e3bapBHMX kpucTanie nepekpucTanisauieto (edip/renran). 2,5-AumeTtnn-4H-3,1-
6eH3okcaamH-4-oH odepxyBarmm 3a crnocobom npuknagy 1-(1), BUKOPUCTOBYKOUM 2-aMiHO-6-MeTUNOEH30NHY
KUCNOTY | OLTOBUIA aHrigpua ik BUXIOHI pe4OBUHM.

'H AMP (400Mry, CDCl3, § m.u.): 1,41-1,50 (2H, m), 1,57-1,64 (4H, m), 1,97-2,04 (2H, m), 2,22 (3H, c), 2,37-
2,45 (4H, yump.c), 2,50 (2H, 1, J=7,2I'y), 2,81 (3H, c), 4,05 (2H, T, J=6,4Tu), 7,02 (2H, g, J=9,2I'u), 7,12 (2H, A,
J=9,2l'u), 7,19 (1H, g, J=7,6l'u), 7,48 (1H, A, J=7,6I"v), 7,57 (1H, 1, J=8,0I"L).

Oani AMP ana rigpoxnopuay 4-[3-(1-ninepuanHin)nponokcu] aHiniHy, WO BUKOPUCTOBYETLCS AN OOepKaHHA
CMOMyKN A aHOro Npuknagy, NnpeacTaBreHi HkYe.

'H AMP (400Mr, CDCI3/CD30D=5/1, § m.u.): 1,40-1,49 (1H, m), 1,86-1,95 (3H, m), 2,14-2,24 (2H, m), 2,32-
2,38 (2H, m), 2,68-2,75 (2H, m), 3,17-3,21 (2H, m), 3,62-3,57 (2H, m), 4,01 (2H, 1, J=5,6T"1), 6,76 (2H, g, J=8,8L),
6,85 (2H, g, J=8,8Iw).

Cronyku npuknagis 19-62 mMoxkHa ogepxatu Takum xe crnocoboMm, sk ykazaHo B mpuknagi 18, cnocobom Ha
OCHOBI L€l MeToaukn abo ix noegHaHHsAM 3 TpaauUiiHUM crnocoboM, BUKOPUCTOBYHOYM BiOMNOBIAHY aHTPaHiNoBy
KUCMOTY, aHrigpug kucnot i 4-[3-(1-ninepugumHin)nponokcu]aninid, 4-[3-(1-niponiguHin)nponokcu]aniniH abo 5-



amiHo-2-[3-(1-ninep1anHin)NPoNoKCU]NipUMIgWH SK BUXIOHI PEYOBUHW.

Mpuknag 19

3-{4-[3-(1-TnepuamHin)nponokcu]deHin}-2-nponin-4 (3H)-xiHazoniHoH

BkasaHy B 3aromoBKy cronyky ogepysanm 3a crnocobom npuknagy 18, BMKOPUCTOBYIOUM aHTpaHinoBy
KMCIOTY, MacnsHWmM aHrigpug i 4-[3-(1-ninepmamHin)nponokcu]aHinii sk BUXiaHi pe4oBUHW.

'H AMP (400Mry, CDCl3, 8 mu.): 0,88 (3H, T, J=7,2l0), 1,41-1,52 (2H, m), 1,55-1,62 (4H, m), 1,65-1,78 (2H,
m), 1,97-2,06 (2H, m), 2,37-2,46 (6H, m), 2,50 (2H, T, J=6,8I"u), 4,06 (2H, T, J=6,8T"L), 7,02 (2H, A, J=8,4Tn), 7,12
(2H, @, J=8,4Tu), 7,43 (1H, 7, J=8,0l"y), 7,67 (1H, g, JN8,4'y), 7,73 (1H, T, J=8,0l"u), 8,24 (1H, g, J=8,0I"L).

Mpuknag 20

3-{4-[3-(1-ninepuauHin)nponokcu]deHin}-2-tpucdTopme Tnn-4(3H)-xiHazoniHoOH

BkasaHy B 3arofoBKy cronyky ogepyeanm 3a crnocobom mpuknagy 18, BMKOPWUCTOBYIOUM aHTpaHinoBy
KMcrnoTy, 6e3BoAHY TPUTOPOLTOBY KUCIOTY i 4-[3-(1-ninepmauHin)nponokculaHiniy sk BUXigHi pe4oBUHN.

'H AMP (400Mry, CDCls, & mu.): 1,41-1,53 (2H, m), 1,59-1,64 (4H, m), 2,00-2,08 (2H, M), 2,38-2,49 (4H,
ywwup.c), 2,52 (2H, 1, J=7,2l'u), 4,06 (2H, 1, J=6,8u), 7,00 (2H, A, J=8,8I'u), 7,17 (2H, g, J=8,4I'y), 7,60-7,65 (1H,
m), 7,84-7,89 (2H, m), 8,31 (1H, g, J=7,2I'y).

Mpuknag 21

2-izonponin-3-{4-[3-(1-ninepuaunHin)nponokcu]deHrin}-4 (3H)-xiHazoniHoH

BkasaHy B 3arofoBKy crofnyky oAepyBanu 3a criocobom npwkniagy 18, BUKOPUCTOBYHOUM aHTPaHinoBy
KMcnoTy, 6e3BoaHy i306yT1NoBY KUCIOTY i 4-[3-(1-ninepuauHin)nponokculaHiniy sk BUXigHi pe4oBUHN.

'H AMP (400Mry, CDCl3, 5 m.u.): 1,21 (6H, A, J=6,4Tw), 1,41-1,53 (2H, m), 1,57-1.64 (4H, m), 1,97-2,06 (2H,
M), 2,38-2,49 (4H, ywwmp.c), 2,51 (2H, 1, J=7,2l'u), 2,72-2,79 (1H, m), 4,06 (2H, 1, J=6,4T"u), 7,01 (2H, g, J=8,8IL),
7,12 (2H, g, J=8,8I'y), 7,41 (1H, 1, J=7,6l'u), 7,67-7,75 (2H, m), 8,23 (1H, g, J=8,0I"L).

Mpwknag 22

2,6-gumeTun-3-{4-[3-(1-ninepuauHin)nponokcu]deHin}-4 (3H)-xiHasoniHoH

BkasaHy B 3arofioBky CMonyky ofepXyBaru 3a cnocobom npuknagy 18, BMKOPUCTOBYHOYM 2-aMiHO-5-
MeTUNBeH30MHY KUCIOTY, OUTOBWIA aHrigpuvg i 4-[3-(1-ninepnanHin)nponokcu]aHiniH sk BUXigHi peyYoBUHM.

'H AMP (400Mru, CDCl3, § m.u.): 1.41-1,53 (2H, m), 1,57-1,64 (4H, m), 1,97-2,06 (2H, m), 2,23 (3H, c), 2,38-
2,49 (4H, yump.c), 2,48 (3H, c), 2,49 (2H, 1, J=7,2l'u), 4,05 (2H, T, J=6,0l"u), 7,01 (2H, A, J=9,2T'u), 7,12 (2H, 4,
J=8,8lu), 7,55 (2H, c), 8,03 (1H, c).

Mpuknan 23

7-xnop-2-meTun-3-{4-[3-(1-ninepuawnHin)nponokcu]deHin}-4(3H)-xiHazoniHOH

BkasaHy B 3arofioBky CMONyky oJepXyBamim 3a crnocobom npuknagy 18, BMKOPUCTOBYHOYM 2-amiHO-4-
Xrop6eH30MHy KUCIOTY, OUTOBWA aHrigpug i 4-[3-(1-ninepnanHin)nponokcu]aHiniH SK BUXigHI peyYoBUHM.

'H AMP (400Mry, CDCl3, § m.u.): 1,41-1,53 (2H, m), 1,57-1,65 (4H, M), 1,97-2,06 (2H, m), 2,24 (3H, c), 2,37-
2,48 (4H, yump.c), 2,50 (2H, T, J=7,2l'u), 4,06 (2H, 1, J=6,0l"w), 7,01 (2H, g, J=9,2I'u), 7,12 (2H, g, J=9,2l'y), 7,38
(1H, an, J=2,4, 8,4T'v), 7,64 (1H, g, J=2,4Tu), 8,16 (1H, g, J=8,8Iw).

Mpuknag 24

2,8-gumeTnn-3-{4-[3-(1-ninepuaunHin)nponokcu]derin}-4 (3H)-xiHazoniHOH

BkasaHy B 3arorioBky Crofnyky ofepxyearm 3a crnocobom npuknagy 18, BUKOPUCTOBYIOUM 2-aMiHO-3-
MeTUNBEeH30MHY KUCIOTY, OUTOBWIA aHrigpug i 4-[3-(1-ninepmnanHin)NponoKcu]aHiniH K BUXiQHI pe4OBUHN.

'H AMP (400Mry, CDCl3, § m.u.): 1,41-1,51 (2H, m), 1,56-1,65 (4H, m), 1,97-2,04 (2H, m), 2,26 (3H, c), 2,37-
2,48 (4H, ywmp.c), 2,49 (2H, 1, J=6,8I'y), 2,63 (3H, c), 4,05 (2H, 1, J=6,4Tu), 7,01 (2H, g, J=8,8Iu), 7,11 (2H, g,
J=8,8lu), 7,31 (1H, 1, J=8,0l"u), 7,58 (1H, A, J=7,2l"u), 8,09 (1H, g, J=8,4TL).

Mpuknag 25

2-etun-5-metmn-3-{4-[3-(1-ninepuanHin)nponokcu]deHin}-4(3H)-xiHazoniHoH

BkazaHy B 3arofoBKy CrMOfyKy OAepXyBarmm 3a crnocobom npuknagy 18, BMKOPUCTOBYHOYM 2-aMiHO-6-
MeTUNOEeH30MHy KUCIOTY, NPONiOHOBWI aHrigpua i 4-[3-(1-HinepuamHin)Nponokcu]aHiniH sik BUXigHi pe4oBUHM.

'H AMP (400Mru, CDCl3, § m.u.): 1,20 (3H, J=7,6I'1), 1,41-1,51 (2H, m), 1,57-1,65 (4H. m), 1,97-2,04 (2H, m),
2,38-2,53 (8H, m), 2,81 (3H, c), 4,05 (2H, 1, J=6,4Tv), 7,02 (2H, #, J=8,8I'y), 7,11 (2H, g, J=8,8I'u), 7,18 (1H, A,
J=6,4Iu), 7,50-7,60 (2H, m).

Mpuknag 26

5-cpTop-2-meTun-3-{4-[3-(1-ninepuamHin)npo nokcu]deHrin}-4(3H)-xiHazoniHoH

BkazaHy B 3arorfoBKy CMoslyKy CUHTE3yBarm y BUIMsSAi TBepaoi peyoBuHy Ginoro konbopy (T. nn.: 141-145°C)
3a crnocobom npuknagy 18, BMKOPUCTOBYKOYM 2-aMiHO-6-pTOpOEH30MHY KUCOTY, ouToBMIA aHrigpug i 4-[3-(1-
ninepuAanHIN)NPONoKcUlaHiniH Sk BUXigHI pe4oBUHM, 3 NoAanbLLUIO NepekpucTanisauieto (eTmnaueTaT/H-NeHTaH).

'H AMP (400Mry, CDCl3, § m.u.): 1,41-1,51 (2H, m), 1,57-1,65 (4H, m), 1,97-2,04 (2H, m), 2,24 (3H, c), 2,37-
2,48 (4H, ywwup.c), 2,50 (2H, T, J==7,2l'y), 4,06 (2H, T, J=6,0l'y), 7,01 (2H, g, J=8,8My), 7,05-7,13 (1H, m), 7,11
(2H, g, J=8,8I'u), 7,44 (1H, g, J=8,4I'u), 7,63-7,69 (1H, m).

Mpwvknag 27

5-xnop-2-metn-3-{4-[3-(1-ninepnauHin)nponokcu]deHin}-4(3H)-xiHazoniHoH

BkasaHy B 3arofioBky CMoNnyky ofepxyeBaru 3a crnocobom npuknagy 18, BMKOPUCTOBYHOUM 2-aMiHO-6-
Xrnop6eH30MHY KUCIOTY, OUTOBUIA aHrigpvg i 4-[3-(1-ninepmnaunHin)nponokcu]aHiniH sk BUXigHi pe4oBUHN.

'H AMP (400Mry, CDCl3, § m.u.): 1,41-1,50 (2H, m), 1,57-1,64 (4H, m), 1,97-2,04 (2H, m), 2,23 (3H, c), 2,37-
2,45 (4H, yump.c), 2,48 (2H, T, J=7,2I'u), 4,05 (2H, 1, J=6,4I'y), 7,01 (2H, g, J=8,8Tu), 7,11 (2H, g, J=8,8I'u), 7,43
(1H, an, J=1,6, 8,0l'y), 7,53-7,60 (2H, m).

Mpwknaa 28

5-meTtokcu-2-metnn-3-(4-[3-(1-ninepuguHin)nponokcu]deHin)-4 (3H)-xiHazoniHoH

BkasaHy B 3arofioBky CMOMyKy ogepXyBanu 3a crocobom npuknagy 3, BMKOPUCTOBYKOYM 2-aMiHO-6-
METOKCMBEH30WHY KUCMOTY, OLTOBUIA aHrigpua i 4-[3-(1-ninepmauHin)nponoKcu]aHiniH sik BUXigHI pe4oBUHN.

'H AMP (400Mry, CDCl3, § m.u.): 1,41-1,50 (2H, m), 1,57-1,64 (4H, m), 1,97-2,04 (2H, m), 2,21 (3H, c), 2,37-
2,45 (4H, yump.c), 2,49 (2H, 1, J=7,2l'y), 3,94 (3H, c), 4,04 (2H, T, J=6,4Tu), 6,85 (1H, A, J=8,4Tu), 6,99 (2H, 4,
J=8,8lu), 7,09 (2H, g, J=8,8I'y), 7,21 (1H, A, J=8,4T"u), 7,62 (1H, 7, J=8,0IL).



Mpuknag 29

TpwudpTopaueTat 5-rigpokeu-2-memn-3-(4-[3-(1-ninepugnHin)nponokcu]deHrin}-4 (3H)-xiHazoniHOHy

BkasaHy B  3arofioBKy CMOMyKy ofepXyBarm  OeMeTunyBaHHsaM  5-meTokcu-2-metun-3-{4-[3-(1-
ninepuaunHin)nponokculderin}-4(3H)-xiHazoniHOHy, CMHTE30BaHOro B Mpuknagi 28, BUKOPUCTOBYIOYM TPUOBpPOMIS
6opy.

'H AMP (400Mry, CDCl3, § m.u.): 1,90-2,04 (6H, m), 2,33 (3H, c), 2,85-3,00 (4H, m), 3,22-3,30 (2H, m), 3,71-
3,79 (2H, m), 4,13 (2H, 1, J=6,0l"u), 6,94 (1H, g, J=8/4Tw), 7,03 (2H, g, J=8,8I'y), 7,17 (2H, g, J=8,8Iu), 7,22 (1H,
4, J=8,0lu), 7,68 (1H, T, J=8,0I ).

Mpuknag 30

2-meTtun-3-{4-[3--ninepuauHin)npo nokcu]deHin}-5-tpudTopmeTnn-4(3H)-xiHasoniHoH

BkasaHy B 3arofioBky Crofyky ogepxyBarm 3a crnocobom npwuknagy 18, BUKOPUCTOBYHOUM 2-aMiHO-6-
TPUTOPMETUNOEHIOIHY KUCTIOTY, OLTOBUIA aHrigpug i 4-[3-(1-ninepuanHin)nponokculaHiniH Sk BUXiaHI pe4oBUHN.

'H AMP (400Mry, CDCl3, § m.u.): 1,41-1,50 (2H, m), 1,57-1,64 (4H, m), 1,97-2,04 (2H, m), 2,26 (3H, c), 2,37-
2,45 (4H, yump.c), 2,48 (2H, 1, 3=1,2'u), 4,04 (2H, 1, J=6,0l"u), 7,01 (2H, g, J=8,4Tu), 7,11 (2H, g, J=8,8I'u), 7,77
(1H, 1, J=8,0l"u), 7,83-7,87 (2H, m).

Mpuknag 31

7-pTop-2-meTun-3-{4-[3-(1-nine pugmHin)npo nokcu]deHrin}-4(3H)-xiHazoniHoH

BkasaHy B 3arofioBky CMoNnyky ofepxyBarm 3a crnocobom npuknagy 18, BMKOPWUCTOBYHOYM 2-aMiHO-4-
(pTOPOEH30WHY KUCIOTY, OLUTOBUIA aHriapvg, i 4-[3-(1-ninepuamnHin)NponoKcu]aHiniH sik BUXigHI pe4OBUHM.

"H AMP (400Mru, CDCl3, § m.u.): 1,42-1,49 (2H, m), 1,57-1,64 (4H, M), 1,96-2,06 (2H, m), 2,24 (3H, c), 2,37-
2,46 (4H, yump.c), 2,49 (2H, T, J=7,2I'u), 4,06 (2H, 1, J=6,4I'y), 7,03 (2H, g, J=8,8Tu), 7,12 (2H, g, J=8,8I'u), 7,16
(1H, an, J=2,4, 8,4I'y), 7,29 (1H, ag, J=2,4, 9,6I"u), 8,25 (1H, ag, J=6,0, 8,8I'L).

Mpuknag 32

6-pTOop-2-MeTUn-3-{4-[3-(1-ninepmanHin)nponokcu]deHin}-4(3H)-xiHazoniHoH

BkasaHy B 3arofioBky CMonyky oJepXyBaru 3a crnocobom npuknagy 18, BMKOPWCTOBYHOYM 2-aMiHO-5-
hTOpOEH30IMHY KNCIOTY, OLTOBWIA aHrigpuvg i 4-[3-(1-ninepunaunHin)nponoKcu]aHiniH Sk BUXiGHI pe4OBUHN.

'H AMP (400Mry, CDCl3, § m.u.): 1,41-1,49 (2H, m), 1,56-1,65 (4H, M), 1,96-2,06 (2H, m), 2,24 (3H, c), 2,37-
2,46 (4H, ywup.c), 2,49 (2H, 1, J=6,8Iu), 4,06 (2H, T, J=6,4Tu), 7,03 (2H, g, J=8,8[u), 7.12 (2H, g, J=8,8I'u), 7,42-
7,48 (1H, m), 7,65 (1H, oa, J=4,8, 9,2I'y), 7,87 (1H, ag, J=2,8, 8,4T'u)

Mpuknag 33

6,7-gndpTop-2-meTnn-3-(4-[3-(1-ninepuamnHin)npo nokcu]derin}-4 (3H)-xiHazoniHoH

BkasaHy B 3aronoBKy CronyKy ofepXyBarm 3a crnocobom npwuknagy 18, BMKOpPUCTOBYOUM 2-amiHO-4,5-
AndTopOeH30MHY KUCTOTY, OLTOBUIA aHrigpug i 4-[3-(1-ninepmManHin)NPonoKcu]aHiniH K BUXiQHI pe4OBUHU.

'H AMP (400Mry, CDCl3, § m.u.): 1,42-1,49 (2H, m), 1,57-1,63 (4H, M), 1,96-2,05 (2H, m), 2,23 (3H, c), 2,37-
2,46 (4H, yump.c), 2,49 (2H, T, J=6,8I"u), 4,06 (2H, T, J=6,4T"w), 7,03 (2H, g, J=8,8I'u), 7,11 (2H, g, J=8,8I'y), 7,42
(1H, an, J=7,2,11,2I"'u), 7,99 (1H, ag, J=8.,4, 10'u).

Mpuknag 34

6-6pom-2-meTun-3-{4-| 3-(1-ninepuauHin)nponokcu]deHin}-4 (3H)-xiHasoniHoH

BkazaHy B 3arofioBky CMONyKy OJepXyBamim 3a crnocobom npuknagy 18, BMKOPUCTOBYHOUM 2-amiHO-5-
6poMOBEH30IMHY KUCMOTY, OLTOBUN aHrigpug, i 4-[3-(1-ninepmguHin)nponokculaHiniH Sk BUXigHI pe4OBUHW.

'H AMP (400Mru, CDCl3, & M.u.): 1,45 (2H, yuwmp.c), 1,57-1,65 (4H, m), 1,98-2,03 (2H, m), 2,23 (3H, c), 2,41-
2,51 (6H, m), 4,06 (2H, 1, J=6,4'y), 7,03 (2H, A, J=8,8T"u), 7,11 (2H, A, J=8,8I'y), 7,52 (1H, A, J=8,8Iu), 7,81 (1H,
aa, J=2,4, 8,8l'y), 8,36 (1H, c).

Mpuknag 35

6-xrnop-2-metun-3-{4-[3-(1-ninepuauHin)nponokcu]deHrin}-4(3H)-xiHazoniHoH

BkazaHy B 3aronoBKy CMOMyKy OAepXyBarmm 3a crnocobom npwuknagy 18, BMKOPUCTOBYHOUM 2-amiHO-5-
XNop6EeH30IMHY KUCTOTY, OLTOBWUIA aHrigpug, i 4-[3-(1-ninepmnanHin)nponokcu]aHiniH Sk BUXigHi pe4oBUHN.

'H AMP (400Mry, CDCl3, § m.u.): 1,41-1,49 (2H, m), 1,56-1,63 (4H, m), 1,97-2,05 (2H, m), 2,24 (3H, c), 2,37-
2,45 (4H, yump.c), 2,49 (2H, T, J=6,8I"u), 4,06 (2H, 1, J=6,4T"w), 7,02 (2H, A, J=8,8I"u), 7,11 (2H, A, J=8,8I'u), 7,59
(1H, @, J=9,2I'u), 7,66 (1H, aa, J=2,8, 8,8I'u), 8,20 (1H, g, J=24Tw).

Mpuknag 36

6-meTokcu-2-metnn-3-(4-[3-(1-ninepuguHin)nponokcu]deHrin}-4 (3H)-xiHazoniHoH

BkasaHy B 3arorfoBKy CMosyKy CUHTE3yBarM y BUrNSAi TBepaoi peyoBuHn Ginoro konbopy (T. nn.: 136-138°C)
3a crnocobom npuknagy 18, BMKOPUCTOBYKOUM 2-aMiHO-5-METOKCMOEH30MHY KUCIOTY, OUTOBWIA aHrigpug i 4-(3-
ninepuAanHIN)NPOMOKCiaHiniH AK BMXiQHI peyYoBUHW, 3 ModarnbLUoK NepekpucTanisauieto (eTunaueTar/aieTMnoBsumn
edip/H-neHTaH).

'H AMP (400Mry, CDCl3, § m.u.): 1,41-1,49 (2H, m), 1,56-1,63 (4H, m), 1,98-2,05 (2H, m), 2,22 (3H, c), 2,37-
2,46 (4H, yump.c), 2,49 (2H, 1, J=7,6l'y), 3,89 (3H, c), 4,06 (2H, T, J=6,0l"u), 7,02 (2H, A, J=8,8I'u), 7,11 (2H, A,
J=8,8Iu), 7,33 (1H, g, J=2,8, 8,8I'y), 7,58 (1H, A, J=8,8I"n), 7,61 (1H, A, J=3,2I"u).

Mpuknag 37

6,7-ammeTokeu-2-metnn-3-{4-[3-(1-ninepuguHin)nponokcu]deHrin}-4 (3H)-xiHazoniHoH

BkasaHy B 3aroroBKy CronlyKy ofepxyBamm 3a crnocob6om npuknagy 18, BMKOpUCTOBYHOHM 2-amiHO-4,5-
OVMETOKCMOEH30VHY KUCTIOTY, OLTOBWI aHrigpug, i 4-[3-(1-ninepuguHin)nponokculaHiniy sk BUXigHi pe4oBuHN.

'H AMP (400Mru, CDCl3, § m.u.): 1,41-1,49 (2H, m), 1,57-1,65 (4H, m), 1,98-2,05 (2H, m), 2,22 (3H, c), 2,37-
2,46 (4H, ywwp.c), 2,49 (2H, 1, J=7,6I'y), 3,97 (3H, c), 4,00 (3H, c), 4,06 (2H, T, J=6,0l"y), 7,02 (2H, A, J=8,8L),
7,11 (2H, g, J=8,8'y), 7,24 (1H, c), 7,56 (1H, c).

Mpwknaa 38

8-xrnop-2-metn-3-{4-[3-(1-ninepuauHin)nponokcu]deHin}-4(3H)-xiHazoniHoH

BkasaHy B 3arofioBky CMonyky ofepXyBaru 3a crnocobom npuknagy 18, BMKOPUCTOBYHOYM 2-aMiHO-3-
Xrnop6eH30MHY KUCTOTY, OLTOBWUIA aHriapvg i 4-[3-(1-ninepmnanHin)nponokcu]aHiniy sk BUXigHi pe4oBUHN.

'H AMP (400Mry, CDCl3, § m.u.): 1,41-1,48 (2H, m), 1,57-1,63 (4H, M), 1,97-2,04 (2H, m), 2,32 (3H, c), 2,37-
2,45 (4H, yump.c), 2,49 (2H, T, J=7,6Tu), 4,06 (2H, 1, J=6,4I'y), 7,03 (2H, 4, J=8,8Tu), 7,11 (2H, g, J=8,8I'u), 7,35



(1H, 7, J=7,6l"u), 7,81 (1H, aa, J=1,2, 8,0l'u), 8,17 (1H, ag, J=1,2, 8,0l'w).

Mpuknag 39

8-meToKCK-2-meTnn-3-{4-[3-(1-ninepugnHin)nponokcu]deHrin}-4(3H)-xiHasoniHoH

BkasaHy B 3arofioBky cCrofyky ofepxyBarm 3a crnocobom npwuknagy 18, BUKOPUCTOBYHOUM 2-aMiHO-3-
MeTOKCMOEH30MHY KUCIIOTY, OLUTOBWIA aHrigpuvg i 4-[3-(1-ninepuanHin)nponoKcu]aHiniH K BUXigHI pe40oBUHN.

'H AMP (400Mry, CDCl3, § m.u.): 1,41-1,48 (2H, m), 1,57-1,63 (4H, m), 1,97-2,04 (2H, m), 2,31 (3H, c), 2,37-
2,45 (4H, yump.c), 2,49 (2H, 1, J=7,2l'y), 4,03 (3H, c), 4,05 (2H, T, J=6,4Tu), 7,02 (2H, g, J=8,8Iu), 7,11 (2H, A,
J=8,8lu), 7,19 (1H, g, J=1,2, 8,0ly), 7,38 (1H, 1, J=8,0l"u), 7,83 (1H, aa, J=1,2, 8,0l ).

Mpuknag 40

2-metun-3-{4-[3-(1-ninepuauHin)nponokcu]deHin}oeHso[g]-xiHazoniH-4 (3H)-oH

BkasaHy B 3arofioBky CMonyky oJepxyBarm 3a crnocobom npuknagy 18, BMKOPUCTOBYHOYM 3-aMiHO-2-
Hadh TONHY KUCTOTY, OLTOBUI aHriapug, i 4-[3-(1-niponignHin)nponokculaxiniH sk BUXiaHi pe4oBUHM.

'H AMP (400Mry, CDCl3, § m.u.): 1,41-1,52 (2H, m), 1,57-1,64 (4H, m), 1,98-2,06 (2H, m), 2,28 (3H, c), 2,38-
2,46 (4H, yump.c), 2,50 (2H, T, J=7,2I'u), 4,07 (2H, 1, J=6,8I'y), 7,04 (2H, A, J=8,8T"u), 7,17 (2H, a4, J=8,8I'u), 7,51
(1H, 1, J=7,6l"u), 7,59 (1H, 7, J=7,6I'y), 7,97 (1H, A, J=8,4I"y), 8,03 (1H, A, J=8,0l"u), 8,12 (1H, c), 8,86 (1H, c).

Mpuknag 41

2,6-gyumeTun-3-{4-[3-(1-niponigunHin)nponokcu1deHin)-4 (3H)-xiHasoniHoH

(1) OpepxxaHHs 4-[3-(1-niponigmHin)nponokculaHiniHy

LlinboBy cronyky ogepxysanm 3a cnocobom npvknagy 18, BukopuctoBytoumn 3-miponiguH-1-innponax-1-oni 4-
HiTpodheHon abo 1-pTop-4-HITPOGEH30N SIK BUXIOHI PEYOBWHM.

(2) OpepxaHHs 2,6-gumeTnnn-3-{4-[3-(1-niponiguHin)nponokcu]deHrin}-4 (3H)-xiHazoniHoHy

BkasaHy B 3arofioBky CMonyky ofepXyBaru 3a crnocobom npuknagy 18, BMKOPUCTOBYHOYM 2-aMiHO-5-
MeTUNBeH30MHY KUCIOTY, ouTOoBWIA aHrigpwvg i 4-[3-(1-niponignHin)nponokculaHiniH sk BUXigHI pe4oBUHN.

'H AMP (400Mru, CDCls, § M.u.): 1,76-1,84 (4H, m), 2,00-2,09 (2H, m), 2,23 (3H, c), 2,47 (3H, c), 2,50-2,58
(4H, m), 2,64 (2H, 1, J=7,2I'u), 4,08 (2H, T, J=6,4T"u), 7,02 (2H, g, J=8,8T"w), 7,12 (2H, A, J=8,8Iu), 7,55 (2H, c),
8,03 (1H, c).

Oani AMP gnsa 4-[3-(1-niponignHin)nponokcmlaHiniHy, Wo BUKOPUCTOBYETLCS AN O4epXKaHHS CNofyKu 4aHOro
npviknagy, NpeAcTaBlieHi HUXKYe.

'H AMP (400Mry, CDCls, § mu.): 1,77-1,80 (4H, m), 1,93-2,00 (2H, m), 2,49-2,54 (4H, m), 2,60 (2H, T,
J=7,5Iu), 3,41 (2H, ywwp.c), 3,95 (2H, 1, J=6,6I"n), 6,63 (2H, g, J=8,8Iu), 6,74 (2H, g, J=9,3I'L).

4-[3-(1-niponigmHin)nponokcu]aHiniH Takox MOXHa ofepxartm y BUrNSAAI 4-[3-(1-
niporigWHiN)Npo nokculaHiniHguTo3mMnaTy o6pobkoto 2ekB. M-TonyoscybgoHoBoto kucnoToto. daHi AMP ans uiei
coni To3uny npeAcTaBrieHi HKYe.

'H AMP (400MIy, DMSO-ds) 5: 1,81-1,90 (2H, m), 1,96-2,05 (2H, m), 2,06-2,13 (2H, m), 2,29 (6H, c), 3,02-
3,04 (2H, m), 3,28-3,30 (2H, m), 3,57-3,59 (2H, m), 4,05 (2H, T, J=6,1T"u), 7,03 (2H, A, J=8,8Iu), 7,12 (4H, g,
J=7,8Iu), 7,28 (2H, o, J=8,8'y), 7,49 (4H, o, J=7,8I"'u), 9,49 (1H, ywwmp.c), 9,73 (2H, ywwup.c).

Mpuknag 42

2-etnn-5-metnn-3-{4-[3-(1-niponigmHin)nponokcu]deHin}-4(3H)-xiHazoniHoH

BkazaHy B 3arofoBky CMONyKy OJepXyBarmm 3a crnocobom npuknagy 18, BMKOPUCTOBYHOUM 2-amiHO-6-
MeTUNBeH30MHY KUCIOTY, MPOMioHOBWIA aHrigpug i 4-[3-(1-niponigmHin)nponokcu]aHinii Sk BUXigHI pe4oBUHW.

'H AMP (400Mry, CDCls, 8 m.u.): 1,20 (3H, T, J=7,2Iw), 1,76-1,85 (4H, m), 2,00-2,09 (2H, m), 2,43 (2H, ks,
J=7,6lu), 2,50-2,59 (4H, m), 2,65 (2H, T, J=7,2I'y), 2,81 (3H, c), 4,07 (2H, T, J=6,0T"u), 7,03 (2H, A, J=8,8I'u), 7,12
(2H, @, J=8,8I'u), 7,18 (1H, g, J=6,8I'u), 7,51-7,59 (2H, m).

Mpuknag 43

5-dpTOp-2-MeTUn-3-{4-[3-(1-niponigunHin)nponokcu]deHin}-4(3H)-xiHazoniHoH

BkazaHy B 3arofioBKy CrMOSfyKy OAepXyBarmm 3a crnocobom npuknagy 18, BMKOPUCTOBYHOYM 2-aMiHO-6-
(TOPOEH30MHY KUCIOTY, OLUTOBUI aHriapvg, i 4-[3-(1-niponiguHin)nponokculaxiniv sk BUXiaHi pe4oBUHW.

'H AMP (400Mry, CDCls, § M.u.): 1,77-1,83 (4H, m), 2,00-2,08 (2H, m), 2,23 (3H, c), 2,51-2,56 (4H, m), 2,64
(2H, 1, 1=1,2I'u), 4,08 (2H, T, J=6,4T"1), 7,03 (2H, g, J=8,8I"y), 7,02-7,11 (1H, m), 7,12 (2H, g, J=8,8Iu), 7,43 (1H,
a, J=8,0l"u), 7,63-7,68 (1H, m).

Mpuknag 44

2-meTun-3-{4-| 3-(1-niponiguHin)nponokcu]deHin}-5-tpudTopme Tn-4(3H)-xiHazoniHoH

BkasaHy B 3arofnoBKy CMoslyKy CUHTe3yBanm y BUrnsdi Tsepaoi pevyoBuHu 6inoro konsopy (1. nn.: 137-140°C)
3a cnocobom npuknaay 18, BUKOPUCTOBYHOUM 2-aMiHO-6-ipnd TOpMeTUNOEH30MHY KUCIOTY, OLTOBUIA aHrigpug, i 4-
[(3-(1-niponiguHin)NponokcuK]aHiniH AK BMXiAHI PeYOBWMHM, 3 MOAanbLUOK NepekpucTanidauieto (eTunaueTat/H-
NeHTaH).

'H AMP (400Mry, CDCls, § M.u.): 1,77-1,83 (4H, m), 2,00-2,08 (2H, m), 2,26 (3H, c), 2,51-2,57 (4H, m), 2,63
(2H, 1, J=7,2T'u), 4,07 (2H, 1, J=6,8I"w), 7,03 (2H, g, J=8,8I'u), 7,12 (2H, A, J=8,8I'y), 7,79 (1H, 1, J=7,6lL), 7,82-
7,88 (2H, m).

Mpuknag 45

5-xnop-2-metn-3-{4-[3-(1-niponiguHin)nponokcu]geHin}-4(3H)-xiHazoniHoH

BkasaHy B 3arofioBky CMonyky ofepxyeBaru 3a crnocobom npuknagy 18. BMKOPWCTOBYHOYM 2-aMiHO-6-
Xrop6eH30MHY KUCIOTY, OLUTOBWIA aHrigpug i 4-[3-(1-niponiguHin)nponokculaniniH Sk BUXigHI pe4oBUHN.

"H AMP (400Mru, CDCls, § m.u.): 1,77-1,84 (4H, m), 2,00-2,08 (2H, M), 2,22 (3H, ¢), 2,51-2,56 (4H, m), 2,64
(2H, 1, J=6,8I'U), 4,07 (2H, T, J=6,4T"v), 7,03 (2H, g, J=8,8I'y), 7,12 (2H, g, J=8,8I'y), 7,43 (1H, aa, J=2,0, 7,6'y),
7,44-7,60 (2H, m).

Mpwknan 46

2-emnn-3-{4-[3-(1-niponignHin)nponokcu]deHin}-4(3H)-xiHazoniHoH

BkasaHy B 3arofioBky Crosyky oAepyBarm 3a crocobom npwvkriagy 18, BUKOPUCTOBYHOUM aHTPaHIroBy
KMCIOTY, NPOMiOHOBWA aHrigpug i 4-[3-(1-niponiamHin)nponokculaHiniH Sk BUXiAHI pe4OBUHN.

'H AAMP (400Mry, CDCl3, 8 m.u.): 1,21 (3H, T, J=7,2l0), 1.77-1,84 (4H, m), 2,01-2,09 (2H, m), 2,46 (2H, ks,
J=72lu), 2,512,58 (4H, m), 2,65 (2H, T, J=6,8y), 4,08 (2H, 1, J=6,4T"u), 7,03 (2H, g, J=8,8Tw), 7,12 (2H, 4,



J=8,8lu), 7,43 (1H, 1, J=8,0l"u), 7,67-7,76 (2H, m), 8,24 (1H, A, J=8,4'w).

Mpuknag 47

2,5-gumeTnn-3-{4-[3-(1-niponiguHin)nponokcu]deHrin}-4(3H)-xiHazoniHoH

BkasaHy B 3aronoBKy CMonyky CUHTe3yBanu y BUrnagi Tsepdoi pevoBuHmn 6inoro konmeopy (T. nn.: 112-113°C)
3a crnocobom npuknagy 18, BUKOPUCTOBYKOYM 2-aMiHO-6-MeTunbeH30MHy KMCnoTy, ouToBwun aHrigpug i 4-[3-(1-
nipoiAMHIN)MPOMNOKCK]aHIifniH SK BUXiAHI pe40BMHM, 3 MOAanbLUIO MepekpucTanisauiceto (eTunauerar/gieTnnosun
edip).

'H AMP (400Mry, CDCls, § M.u.): 1,77-1,84 (4H, m), 2,01-2,09 (2H, m), 2,22 (3H, c), 2,51-2,58 (4H, m), 2,63
(2H, 7, J=7,2I'u), 2,81 (3H, c), 4,07 (2H, T, J=6,4T"v), 7,03 (2H, A, J=8,8I"u), 7,12 (2H, g, J=8,8Tu), 7,19 (1H, A,
J=7,6lu), 7,48 (1H, g, J=8,0l'y), 7,57 (1H, T, J=8,0Tu).

Mpuknag 48

2-metun-3-{4-[3-(1-ninepuguHin)nponokcu]deHin}nipnao[2,3-d]nipumignH-4(3H)-oH

BkasaHy B 3arofioBky CrosyKy ogepxysanm 3a crnocobom npuknagy 18, BUKOPUCTOBYHUYM 2-aMiHOHIKOTUHOBY
KUCMOTY, OLTOBWUIA aHrigpua i 4-[3-(1-ninepuanHin)nponokcu]aHiniH sk BUXigHI pe4Y0BUH.

'H AMP (400Mry, CDCI3:CD30D=6:1, § M.u.): 1,42-1,53 (2H, m), 1,59-1,67 (4H, m), 2,00-2,07 (2H, m), 2,33
(3H, ¢), 2,41-2,48 (4H, yump.c), 2,53 (2H, T, J=7,2l'u), 4,06 (2H, T, J=6,4T"u), 7,05 (2H, A, J=8,8I"u), 7,13 (2H, A,
J=8,8lu), 7,43 (1H, g, J=4,4, 7,6Tu), 8,58 (1H, ag, J=2,4, 7,6l'u), 8,95 (1H, aa, J=2,0, 4,8w).

Mpuknag 49

2-meTtun-3-{4-[3-(1-niponiguHin)nponokcu| deHinnipugo[2,3-d]nipymignH-4(3H)-oH

BkasaHy B 3aronoBKy cronyky ogepxysanm 3a cnocobom npuknagy 18, BUKOPUCTOBYKOUN 2-aMiHOHIKOTUHOBY
KMCIOTY, OUTOBM aHrigpug i 4-[3-(1-niponignHin)nponoKcu]aHiniH sk BUXigHI pe4oBUHU.

"H AMP (400Mru, CDCl3, § M.u.): 1,76-1,84 (4H, m), 2,00-2,10 (2H, M), 2,34 (3H, c), 2,50-2,59 (4H, m), 2,65
(2H, 1, J=6,8IU), 4,08 (2H, T, J=6,4T"v), 7,03 (2H, g, J=8,8I'y), 7,12 (2H, g, J=8,8I'y), 7,39 (1H, aa, J=4,8, 8,8'w),
8,56 (1H, oa, J=2,4, 8,4T'y), 8,96 (1H, oa, J=2,4, 4,4T"u).

Mpwuknaa 50

6-xrop-2-meTun-3-{4-[3-(1-niponiguHin)nponokcu]derin}nipnao[3,4-d]nipumignn-4 (3H)-oH

BkasaHy B 3arofioBky CMonyky ofepXyBaru 3a crnocobom npuknagy 18, BMKOpPMCTOBYHOYM 5-amiHO-2-
XMOPI30HIKOTMHOBY KMCMOTY, OuUTOBUI aHrigpug i 4-[3-(1-niponigmHin)nponokculaHinii sk BUXiOHI pevyoBMHU. 5-
AMiHO-2-XJTIOPIi30HIKOTUHOBY KWUCIOTY OAepXXyBanu 3a crocobom, omvcaHnm B nitepatypi [J. Chem. Soc. Perkin
Trans. 1, 1996, p.2221].

"H AMP (400Mry, CD30D, § M.u.): 2,08-2,16 (4H, ywnp.c), 2,24-2,32 (5H, m), 3,37-3,48 (6H, m), 4,21 (2H, T,
J=5,6lu), 7,16 (2H, g, J=9,2I"y), 7,31 (2H, A, J=9,2I'u), 8,03 (1H, c), 8,83 (1H, c).

Mpuknag 51

2-metn-3-{4-[3-(1-ninepuawnHin)nponokcu]deHin}nipugo[3,4-d]nipumigmn-4 (3H)-oH

BkasaHy B 3aronioBky CMOMyKy OAepXyBarm KaTaniTUMHWMM BigHOBMEHHAM 6-xmop-2-metun-3-{4-[3-(1-
ninepuaunHin)nponokcu]derintnipnao[3,4-d]nipumiguH-4 (3H)-oHy, cMHTe30BaHOro B Mpuknagi 63, B eTunaueTati 3
BUKOPUCTAHHSAM SIK KaTanisatopa nanagito Ha akTMBOBaHOMY BYriNnni, B MPUCYTHOCTI TpUeTUIaMIHY.

'H AMP (400Mry, CDCl3, § m.u.): 1,41-1,50 (2H, m), 1,57-1,64 (4H, m), 1,98-2,05 (2H, m), 2,29 (3H, c), 2,39-
2,45 (4H, yump.c), 2,50 (2H, 1, J=7,2I'u), 4,06 (2H, 1, J=6,4T"w), 7,05 (2H, g, J=8,8I'u), 7,12 (2H, g, J=8,8Iu), 8,01
(1H, @, J=5,2I'u), 8,65 (1H, g, 3=5,2I"y), 9,10 (1H, c).

Mpuknag 52

2-metun-3-[4-[3-(1-niponignHin)nponokcu]deHin}nipngo[4,3-d]nipumignH-4(3H)-oH

BkasaHy B 3aronoBky crnonyky ogepyBanum 3a cnocobom npuknagy 18, BUKOPUCTOBYIOUN 4-aMiHOHIKOTUHOBY
KMUCIOTY, OLTOBUI aHrigpug i 4-[3-(1-niponiguHin)NponoKcmu]aHiniH K BUXigHi pe4oBUHW.

'H AMP (400Mru, CD30OD, & m.u.): 2,23-2,33 (4H, m), 2,232,33 (5H, m), 3,36-3,49 (6H, yump.T, J=8,0rL),
4,20 (2H, T, J=6,0Tu), 7,14 (2H, g, J=88Iy), 7,30 (2H, A, J=8,8Iu), 7,57 (1H, aa, J=0,8, 6,0ly), 8,78 (1H, 4,
J=5,6l"u), 9,28 (1H, g, J=0,8I"w).

Mpuvknag 53

2-meTun-3-{4-[3-(1-ninepuguHin)nponokcu]derin}nipuao[4,3-d]nipumignH-4(3H)-oH

BkasaHy B 3arofioBKy Crosyky ogepxysanm 3a crnocobom npuknagy 18, BUKOPUCTOBYHOUM 4-aMiHOHIKOTUHOBY
KUCMOTY, OLTOBUIA aHrigpug i 4-[3-(1-ninepuanHin)nponokcu]aHiniH Sk BUXiaHI pe4YoBUHM.

'H AMP (400Mry, CDCls, § m.u.): 1,40-1,49 (2H, m), 1,53-1,66 (4H, m), 1,97-2,05 (2H, m), 2,29 (3H, c), 2,45
(4H, yump.c), 2,50 (2H, 1, J=6,81u), 4,07 (2H, T, J=6,4T'u), 7,04 (2H, A, J=8,8I'y), 7,12 (2H, g, J=8,8u), 7,47 (1H,
aa, J=0,8, 5,2'u), 8,82 (1H, g, J=5,6'y), 9,45 (1H, A, J=0,8w).

Mpuknag 54

2-meTun-3-{2-[3-(1-nine puguHin)nponokcu]-5-nipyuMianHin}-4 (3H)-xiHazoniHoH

(1) OpepkaHHs 5-HiTpo-2-(3-ninepuanH-1-iNNponokcK)nipuMianHy

2-xnop-5-HitponipyMmiamH (300mr, 1,88MMonb), 3-ninepuamH-1-innponax-1-on (323wmr, 2,26Mmonb) | kapboHaT
uesito (725wmr, 3,76 Mmonb ) 3milyBanu B 6e3BoaHoMYy aumeTundgopmamigi (5Mn) i nepemilysany npoTaroMm 2 gHiB
npu KiMHaTHIM Temnepatypi. PO3UMHHMK BigraHsamnu npu 3HWKeHOMYy TUCKY, AodaBarnu eTtwunaueTaT i 1H BogHWUA
PO34UH FiApOKCUAY HaTPID i CyMmill ekcTparyBany etunaugetartom. llicna cywiHHa 6e3BoaHUM cyrnbdartom HaTpito
NPOAYKT OYMLLIaM KOJIOHKOBOK Xpomatorpadieto Ha cwurikareni (xnopodopm/metaHon=30/) i UinboBy crosmyky
(110mr, 22%) opepxyBanu y BUrnagi TBepAoi Pe4OBUHWN SCHO-KOPUYHEBOIO KOMbOpY. 2-X1op-5-HiTponipyMiguH
oaepxyBanu crnocobom, onmcanmm B nitepatypi [Heterocycles, 1984, Vol.22, p.79]).

(2) OpepxaHHs 5-amiHo-2-(3-nine pmanH-1-iNNPonoKcK)NipuUMiguHy

5-HiTp0-2-(3-ninepuanH-1-innponokcu)nipumiguH  (100mr, 0,38MMOIMb) PO3YMHANM B CyMiLli PO3YMHHUKIB
MeTaHony (2mn) i guctunboBaHoi Boau (2mn), AopaBarm AuTioHIT HaTtpito (NaxS204) (655wmr) i cymiw
nepemiwtysanu npotarom 30 XBUMMH Npu KiMHaTHIN TeMnepaTypi. PO3YMHHKK BigraHanun npy 3HWKEHOMY TUCKY, A0
3anvLWwKy godaBanu MeTaHon i ocag BigdinbTpoByBaTy. PinbTpaT KOHUEHTPYBaMM i LinboBy crionyky (60mr, 68%)
ofepXyBarnm y BUrnsdi MacrstHUCTOrO 3anmLUKy >KOBTOrO KOfbOopy.

(3) OpepxanHs 2-meTnn-3-{2-[3-(1-ninepuguHin)nponokcu]-5-nipumignHin}-4 (3H)-xiHazoniHoOHy

BkasaHy B 3arofioBKy crofnyky oAepyBanu 3a criocobom npwukniagy 18, BUKOPUCTOBYHOUM aHTPaHifnioBy



KMCIOTY, OLUTOBWA aHrigpug i 5-amiHo-2-[3-(1-ninepngunHin)nponoKcu]NipuMignH sk BUXigHi pe4oBUHW.

'H AMP (400Mry, CDCl3, § m.u.): 1,41-1,47 (2H, m), 1,57-1,64 (4H, m), 2,02-2,10 (2H, m), 2,30 (3H, c), 2,37-
2,46 (4H, yump.c), 2,53 (2H, T, J=7,2l'y), 4,49 (2H, T, J=6,4T1), 7,49 (1H, aT, J=0,8, 7,6I"U), 7,67 (1H, A, J=7,6L),
7,79 (1H, g, J=1,6, 7,6I'u), 8,24 (1H, ag, J=1,6, 8,0I'y), 8,43 (2H, c).

Mpuknag 55

2,5-gumeTnn-3-{2-[3-(1-ninepuaunHin)nponokcu]-5-nipumignHin}-4 (3H)-xiHaszoniHoH

BkasaHy B 3arofioBky Crofyky ogepxyBarm 3a crnocobom mpuknagy 18, BUKOPUCTOBYHOUM 2-aMiHO-6-
MeTUNOEH30MHY KWUCMOTY, OUTOBWA aHrigpug i 5-amiHo-2-[3-(1-ninepmanHin)nponokcu]nipumignH sk BUXIigHI
peYvoBUHN.

'H AMP (400Mry, CDCl3, § M.u.): 1,40-1,48 (2H, m), 1,57-1,64 (4H, m), 2,02-2,10 (2H, m), 2,27 (3H, c), 2,37-
2,47 (4H, ywwup.c), 2,49 (3H, c), 2,53 (2H, 1, J=7,2l'u), 4,48 (2H, T, J=6,4TU), 7,55-7,62 (2H, m), 8,02 (1H, c), 8,42
(2H, c).

Mpuknap 56

2-en-3-{4-[3-(1-ninepuauHin)nponokcu]dpeHintnipnao[2,3-dnipymiann-4(3H)-oH

BkasaHy B 3aronoBKy crionyky ogepxysamm 3a cnocobom npuknagy 18, BUKOPUCTOBYOUN 2-aMiHOHIKOTUHOBY
KUCMOTY, MponioHOBWIA aHriapug, i 4-[3-(1-ninepuanHin)nponokcu]aHiniH Sk BUXigHI pe4OBUHN.

'H AMP (400Mry, CDCl3, CD30D, & m.u.): 1,30 (3H, J=7,2I), 1,42-1,52 (2H, ywump.c), 1,59-1,67 (4H, m),
2,07 (2H, m), 2,47-2,58 (8H, m), 4,07 (2H, T, J=6,4T"u), 7,03 (2H, g, J=8,8T'u), 7,12 (2H, g, J=8,8I'u), 7,39 (1H, aa,
J=48, 8,0lu), 8,57 (1H, ag, J=2,0,7,6l'u), 8,96 (1H, oa, J=2,4, 4,8'y).

Mpuknag 57

6-xrop-2-etun-3-{4-[3-(1-ninepuaunHin)nponokcu]deHin}nipnao[3,4-dnipumianH-4 (3H)-oH

BkasaHy B 3arofioBky CMofnyky ofepxyeBaru 3a crnocobom npuknagy 18, BMKOpPUCTOBYHOUYM 5-amiHO-2-
XMOPI30HIKOTUHOBY KUCIIOTY, MPOMIOHOBWIA aHrigpvg i 4-[3-(1-ninepuauHin)nponoKcu]aHiniH sk BUXigHI peYOoBUHM.

'H AMP (400Mry, CDCl3, 8 mu.): 1,23 (3H, T, J=7,2l0), 1,41-1,50 (2H, m), 1,57-1,64 (4H, m), 1,98-2,05 (2H,
M), 2,39-2,53 (8H, m), 4,07 (2H, T, J=6,4T"u), 7,05 (2H, A, J=8,8I'y), 7,12 (2H, g, J=8,8Iu), 8,06 (1H, c), 8,94 (1H,
c).

Mpwuknaa 58

6-xnop-2-etun-3-{4-[3-(1-niponiguHin)npo nokcu]deHintnipnao[3,4-d]nipumianH-4(3H)-oH

BkasaHy B 3arofioBky CMonyky ofepXyeBaru 3a crnocobom npuknagy 18, BMKOPUCTOBYHOUM 5-amiHO-2-
XMOPi30HIKOTUHOBY KMCIIOTY, NPOMIOHOBWIA aHriapwvg i 4-[3-(1-niponiguHin)nponokculaHiniH sk BUXigHI pe4OoBUHN.

'H AMP (400Mry, CDCl3, 8 m.u.): 1,23 (3H, T, J=7,6l1), 1,79-1,86 (4H, m), 2,01-2,11 (2H, m), 2,46 (2H, ks,
J=7,6lu), 2,50-2,62 (4H, yump.c), 2,67 (2H, 1, J=6,8T"1), 4,09 (2H, T, J=6,4Ty), 7,05 (2H, g, J=8,8Tu), 7,10 (2H, A4,
J=8,8l'u), 8,03 (1H, c), 8,91 OH, c).

Mpuknaa 59

2-emn-3-{4-[3-(1-ninepuawnHin)nponokcu]deHinnipngo[3,4-dnipumignn-4 (3H)-oH

BkaszaHy B 3aromoBKy CMOMyKy oOJepXKyBanu KaTaniTUiHUM BigHOBIEHHAM 6-xmop-2-etun-3-{4-[3-(1-
ninepuaunHin)nponokcu]deHininipnao[3,4-d]nipymignH-4 (3H)-oHy, cuHTe3oBaHoOro B nNpuknagi 57, BUKOPUCTOBYHOUN
nanagin Ha aKkTMBOBaHOMY BYTiNni Ik KaTanizaTop, B NPUCYTHOCTI TPUETUMNAMIHY.

'H AMP (400Mry, CDCl3, & Mu.): 1,24 (3H, T, J=7,2I0), 1,41-1,49 (2H, m), 1,57-1,65 (4H, m), 1,98-2,06 (2H,
M), 2,39-2,56 (8H, m), 4,07 (2H, 1, J=6,4T"w), 7,03 (2H, A, J=8,8I"u), 7,13 (2H, g, J=8,8Iu), 8,00 (1H, aa, J=0,8.
4,8l'y), 8,64 (1H, ag, J=4,8I"y), 9,13 (1H, A, J=0,81w).

Mpuvknag 60

2-e1un-3-{4-[3-(1-niponiguHin)nponokcu]deHin}nipuno[3,4-d]nipumignH-4(3H)-oH

BkazaHy B 3aronoBKy CrOMyKy OEepXyBarM KaTasniTU4HMM BiOHOBNEHHSM  6-xrop-2-eTun-3-{4-[3-(1-
niponigauHin)npo nokculdeHin}nipuao[3,4-d]nipumignn-4(3H)-oHy, cMHTE30BaHOro B npuknagi 58, BUKOPUCTOBYHOUM
nanagiv Ha akTMBOBaHOMY BYTiNnni ik KaTanisaTop, B NPUCYTHOCTI TPUETUMNaMIHYy.

'H AMP (400Mry, CDCls, 8 m.u.): 1,24 (3H, T, J=7,2l1), 1,81-1,86 (4H, m), 2,05-2,13 (2H, m), 2,48 (2H, ks,
J=72lu), 2,59-2,67 (4H, ywump.c), 2,72 (2H, 1, J=7,2I'y), 4,09 (2H, T, J=6,0l"y), 7,03 (2H, A, J=8,8I"y), 7,11 (2H, A,
J=8,8lu), 8,00 (1H, aa, J=0,8, 5,2I'y), 8,64 (1H, ag, J=4,8I"y), 9,13 (1H, A, J=0,8I"u).

Mpuknag 61

2-enn-3-{4-[3-(1-ninepuauHin)nponokcu]deHintnipngo[4,3-dnipumianH-4 (3H)-oH

BkasaHy B 3arofioBKy CrosyKy ogepxysanm 3a crnocobom npuknagy 18, BUKOPUCTOBYHOYM 4-aMiHOHIKOTUHOBY
KUCMOTY, MPOMiOHOBWI aHriapvg, i 4-[3-(1-ninepuanHin)nponokcu]aHiniH sk BUXigHi pe4oBUHN.

'H AMP (400Mry, CDCl3, 8 Mu.): 1,23 (3H, T, J=7,6l0), 1,42-1,51 (2H, m), 1,59-1,67 (4H, m), 2,00-2,09 (2H,
m), 2,42-2,58 (8H, m), 4,08 (2H, 1, J=6,4I"w), 7,05 (2H, g, J=8,8I"w), 7,13 (2H, g, J=8,8I"y), 7,53 (1H, g, J=6,0I'y),
8,84 (1H, g, J=5,6I"u), 9,47 (1H,c).

Mpuknag 62

2-en-3-{4-[3-(1-niponiguHin)nponokcu]deHrin}nipuno[4,3-dnipumignH-4(3H)-oH

BkasaHy B 3aronioBKy crionyky ogepxysanm 3a crocobom npuknagy 18, BUKOPUCTOBYOUN 4-aMiHOHIKOTUHOBY
KUCMOTY, MPOMiOHOBWIA aHriapvg, i 4-[3-(1-niponiamHin)nponokcu]aHiniH sik BUXigHI pe4oBUHM.

'H AMP (400Mry, CDCl3, 8 m.u.): 1,23 (3H, T, J=7,2l1), 1,99-2,07 (4H, m), 2,25-2,35 (2H, ™), 2,48 (2H, ks,
J=7,6lu), 2,96-3,07 (4H, yump.c), 4,14 (2H, 1, J=6,0l"u). 7,05 (2H, g, J=8,8I"u), 7,15 (2H, g, J=8,8I'y), 7,53 (1H, 4,
J=5,6I"u), 8,84 (1H, g, J=5,6I"u), 9,47 (1H, c).

Mpuknag 63

6-xrnop-2-metn-3-{4-[3-(1-ninepuauHin)nponokcu]deHinnipnao[3,4-dnipymiann-4(3H)-oH

6-xrnop-2-metn-3-(4-rigpokcundeHrin)nipuao[3,4-d]nipumianH-4(3H)-oH (52mr, 0,18 MMorb), rigpobpomig 1-(3-
opomnponinninepuanHy  (78mr, 0,27mmonb) i kapboHaT kanito  (100mr, 0,72mmonb)  3miwyBarmm B
anmeTtundopmamigi (1mn) i nepemiwysanm npu 80°C npoTtaromM 1 rognHW. PO34MHHKK BigraHanm npu 3HWKEHOMY
TUCKy, Ao4aBanu AMCTUIbOBaHy BOAY i Cymill ekcTparyBanm eTunauetatom. OpraHiyHy dady npomusamm
OVCTUMbOBaHOK BOAOK i cywmnm 6e3BogHMM cynbdatom Hatpito. BkasaHy B 3aronoBky cronyky (45mr, 60%)
ofdepxyBarm y Burnsgi 6e36apBHUX KpUCTamiB OYULLEHHSIM KOJIOHKOBOK XpomaTtorpadiieto Ha cunikareni
(xnmopodpopm/meTaHon=30/1) i nepekpucTanisauicto (eTaHon). 6-Xrnop-2-meTun-3-(4-rigpokcndeHin)nipngo[3,4-



d]nipymigun-4(3H)-oH cuHTe3yBamm 3a cnoco6om npuknagy 1(1) i -(2), BukopucToBytouM 5-amiHo-4-kapbokcn-2-
XropnipyuavH i oUTOBUIA aHrigpua SK BUXiAHI pe4YOBUHN.

'H AMP (400Mry, CDCl3, § m.u.): 1,41-1,50 (2H, m), 1,57-1,64 (4H, m), 1,98-2,05 (2H, m), 2,28 (3H, c), 2,39-
2,46 (4H, yump.c), 2,50 (2H, T, J=7,2T'u), 4,06 (2H, 1, J=6,4I'yw), 7,04 (2H, A, J=8,8I"u), 7,11 (2H, g, J=8,8I'u), 8,04
(1H.c), 8,88 (1H, c).

Mpuknag 64

3-{4-[3-(1-ninepuawnHin )nponokcu]deHrin}-4(3H)-xiHazoniHoH

BkazaHy B 3arofioBky Cronyky ofepXyBanv arnkinyBaHHsm 3-(4-rigpokcudpeHrin)-4(3H)xiHasoniHoHy i
rigpobpomigy 1-(3-6pomnponin)ninepuanHy 3a crnocobom npukragy 63. 3-(4-rigpokcudpenin)-4(3H)xiHasoniHoH
oaepxyBanu cnocoboM, onncanvm B nitepartypi [Heterocycles, 1993, Vol.35, p.775].

'H AMP (400Mry, CDCls, & m.u.): 1,41-1,50 (2H, m), 1,56-1,63 (4H, m), 1,97-2,04 (2H, m), 2,38-2,45 (4H,
ywwup.c), 2,49 (2H, 1, J=7,2l'u), 4,06 (2H, 1, J=6,8'u), 7,02 (2H, A, J=8,8'u), 7,29 (2H, g, J=8,8Iu), 7,52 (1H, T,
J=8,0l"u), 7,72-7,80 (2H, m), 8,09 (1H,c), 8,34(1H, g, J=8,0IL).

Mpuknag 65

6-(aueTnnamiHo)-2-metnn-3-{4-[3-(1-ninepuamnin)nponokcu]deHrin}-4 (3H)-xiHazoniHoOH

(1) OpepxaHHs 6-amiHo-2-MeTun-3-{4-[3-(1-ninepuanHin)nponokcu]dgeHin}-4 (3H)-xiHasoniHy

2-MeTun-6-HiTpo-3-{4-[3-(1-ninepuanHin)nponokcu]deHin}-4 (3H)-xiHasoniHOH (110w, 0,26MMmorb ),
CUHTE30BaHWn 3a cnocobom npuknagy 1, po3umHam B meTaHorni (3mn) i aTMocdepy B CUCTEMI 3amnoBHIOBaM
asoToMm. lNicns gopgasaHHA 10% nanagito Ha akTmuBoBaHoMmy Byrinmi (100mMr) atmoccepy 3amiHOBanmM BOOHEM i
CyMiLL nepemillyBanu npu KimHaTHIn TemnepaTypi npotarom 1 roguHn. Katanizatop BigdinbTpoByBaTh i (hinbTpat
KOHLIEHTPYBanu A4ocyxa 3 o4epKaHHsM LinboBoi crnonyku (91mr, 89%) y Burnsigi TBepAoi peHOBUHM SCHO-KOBTOTO
KOIbopYy.

(2) OpepaHHs 6-(aueTunamiHo)-2-meTnn-3-{4-[3-(1-ninepunauHin)nponokcu]deHin)-4 (3H)-xiHazoniHoHY

6-amiHo-2-MeTun-3-{4-[3-(1-ninepuagunHin)nponokcu]derin}-4 (3H)-xiHazoniHoH (228wmr, 0,58MMOnb) PO3YMHAIM
B CyMilli po34mHHUKIB ©e3BoaHOro TeTparigpodypaHy (5mn) i 6e3sogHoro nipyauHy (1mn) i oxonomkyBarm Ha
nboasHin 6aHi. Jogasanu no kpannsx auetunxnopug (68mr, 0,87mMmonb) i cymill nepemillyBanu npy KiMHaTHIN
Temneparypi npoTarom Hodi. [logaBanm etunaueTaT i 1H BOAHUIA PO3UMH FigpOKCUAy HaTpIlo, CyMilll eKcTparysanu
eTvnaueTatoM i opraHiyHy dasy cywumm 6e3BogHMM cynbdatom Harpito MpoayKT ouuwany KOJIOHKOBOH
Xpomarorpadieto Ha cunikareni (xropodopm/meTtaHon=20/1) i BkasaHy B 3arofioBky crnonyky (156mr, 62%)
oaepxysamm y Burnagi 6e3bapsHux KpucTarnie nepekpucTanisauieto 3 AieTMrnoBoro edipy/renrany.

"H AMP (400Mru, CDCls, § m.u.): 1,40-1,49 (2H, m), 1,52-1,65 (4H, m), 1,97-2,07 (2H, m), 2,02 (3H, c), 2,23
(3H, c), 2,38-2,46 (4H, yump.c), 2,50 (2H, T, J=7,2I'u), 4,05 (2H, T, J=6,0T"u), 7,03 (2H, A, J=8,8Iu), 7,12 (2H, 4,
J=8.8lu), 7,64 (1H, g, J=8,8y), 7,86-7,92 (1H, ywwmp c), 7,99 (1H, g, J=2,8I"u), 8,40 (1H, aa, J=2,0, 8,8Tw).

Cronyku npuknagis 66-79 ofepXXysanu KOHAeHcauieto amiHo-2-meTun-3-{4-[3-(1-
ninepuaunHin)nponokcu]deHrin}-4(3H)-xiHazoniHOHy 3 BiAMOBIGHWM XMOPaHrAPUAOM KWCHOTM abo kapOOoHOBOID
KMCIOTO 3a CMocoboM npuknaay 65.

Mpwvknaa 66

6-(byTpnnamiHo )-2-meTtnn-3-{4-[3-(1-nine puauHin)npo nokcu]deHin}-4 (3H)-xiHasoniHoH

BkasaHy B 3aronoBky CroSyKy ofepxysanu KOHOeHcauieto 6-amiHo-2-meTn-3-(4-[3-(1-
ninepuaunHin)nponokcu]deHrin}-4(3H)-xiHazoniHoHy 3 ByTaHoinxnopmgom 3a cnocobom npuknagy 65.

'H AMP (400Mry, CDCl3, 8 M4.): 0,99 (3H, T, J=7,6I1), 1,42-1,50 (2H, m), 1,56-1,66 (4H, m), 1,68-1,78 (2H,
m), 1,98-2,07 (2H, m), 2,23 (3H, c), 2,25 (2H, T, J=7,6l"4), 2,38-2,46 (2H, ywwp.c), 2,49 (2H, T, J=7,2lu), 4,05 (2H,
T, J=6,0ly), 7,03 (2H, A, J=8,8I"u), 7,12 (2H, g, J=8,8I'y), 7,63 (1H, g, J=8,8I'y), 7,65 (1H, c), 7,97 (1H, 4,
J=2.4ru), 8,38 (1H, g, J=9,2I'u).

Mpuvknag 67

6-(rekcaHoinamiHo )-2-meTun-3-{4-[3-(1-ninepuguHin)nponokcu]deHin}-4 (3H)-xiHasoniHoH

BkazaHy B 3arorioBky Cronyky ofepxysanu KOHOeHcauieto 6-amiHo-2-meTn-3-{4-[3-(1-
ninepuaunHin)nponokcu]deHin}-4(3H)-xiHazoniHOHy 3 rekcaHoNXMopMaoM 3a cnocobom npuknagy 65.

'H AMP (400Mry, CDCl3, & M4.): 0,91 (3H, T, J=6,8I1), 1,29-1,40 (4H, m), 1,41-1,49 (2H, m), 1,58-1,65 (4H,
M), 1,66-1,78 (2H, m), 1,97-2,06 (2H, m), 2,23 (3H, c), 2,28 (2H, T, J=7Tu), 2,38-2,46 (4H, ywwup.c), 2,49 (2H, T,
J=7,2l'u), 4,05 (2H, T, J=6,0T"u), 7,03 (2H, g, J=8,8I"u), 7,12 (2H, A, J=8,8I'y), 7,63 (1H, g, J=8,8I'y), 7,64 (1H, c).
7,97 (1H, g, J=2,8Tu), 8,38 (1H, ag, J=2,4, 8,4T'w).

Mpuknag 68

6-(6eH3oinamiHo)-2-metun-3-(4-[3-(1-ninepuauHin)nponokculdeHrin}-4 (3H)-xiHazoniHoH

BkasaHy B 3arorioBky Crosnyky ofepxyBamu KoHAeHcauieto 6-amiHo-2-meTun-3-{4-[3-(1-
ninepuauHin)nponokcu]deHrin}-4 (3H)-xiHazoniHoHy 3 6eH30iNxnopuaom 3a cnocobom npuknagy 65.

'H AMP (400Mry, CDCl3, § M.u.): 1,40-1,49 (2H, m), 1,55-1,65 (4H, m), 1,95-2,05 (2H, m), 2,24 (3H, c), 2,37-
2,46 (4H, yump.c), 2,48 (2H, T, J=7,2T'u), 4,02 (2H, 1, J=6,0l"y), 7,03 (2H, A, J=8,8T"u), 7,12 (2H, A, J=8,8I'u), 7,48
(2H, 1, J=7,6l'y), 7,52-7,57 (1H, m), 7,70 (1H, g, J=8,8I'y), 7,86 (2H, g, J=7,6l"y), 8,09 (1H, a4, J=2,4T"u), 8,15 (1H,
ywwp.c), 8,48 (1H, oo, J=2,8, 8,8I'u).

Mpuknag 69

6-[(2-heHinaueTnn)amiHo]-2-meTnn-3-{4-[3-(1-nine puamHin)npo nokcu]deHrin}-4(3H)-xiHazoniHoH

BkazaHy B 3arosioBky Crosnyky ofepxyBarnu KoHOeHcauieto 6-amiHo-2-meTun-3-{4-[3-(1-
ninepuauHin)nponokcu]dpeHin}-4 (3H)-xiHazoniHoHy 3 6eH3MNoiINXNopuaoMm 3a crnocobom npuknagy 65.

'H AMP (400Mry, CDCl3, 8 m.u.): 1,40-149 (2H, ywwmp.c), 1,50-1,65 (4H, m), 1,93-2,05 (2H, m), 2,21 (3H, c),
2,37-2,45 (4H, yump.c), 2,48 (2H, 1, J=7,2I'u), 3,60 (2H, c), 3,97 (2H, yump.T), 6,97 (2H, g, J=8,0l'u), 7,10 (2H, 4,
J=8,0l"u), 7,20-7,41 (5H, m), 7,61 (1H, g, J=9,2I'u), 7,69 (1H, c), 7,89 (1H, c), 8,33 (1H, g, J=8,8IL).

Mpwknag 70

6-(2-HadpToinamiHo )-2-meTnn-3-{4-[3-(1-ninepuguHin)npo nokculdeHin)-4 (3H)-xiHazoniHOH

BkasaHy B 3arosioBky Crosyky ofepxysanu KoHOeHcauieto 6-amiHo-2-meTun-3-{4-[3-(1-
vinepuauHin)nponokcu]deHrin}-4 (3H)-xiHazoniHoHy 3 2-HadToinxnopmuaom 3a cnocobom npuknagy 65.

'H AMP (400Mry, CDCl3, § M.u.): 1,40-1,49 (2H, m), 1,55-1,65 (4H, m), 1,92-2,00 (2H, m), 2,23 (3H, c), 2,37-



2,50 (6H, m), 3,93 (2H, 1, J=6,0l"u), 6,93 (2H, g, J=8,8I'u), 7,09 (2H, g, J=8,8I"u), 7,53-7,62 (2H, m), 7,72 (1H, g,
J=8,8lu), 7,86-7,95 (4H, m), 8,17 (1H, g, J=2,4Tu), 8,39 (1H, c), 8,44 (1H, c), 8,55 (1H, aa, J=24, 9,2I'u).

Mpuknag 71

2-meTun-6-[(MeTuncynb goHin)amiHo]-3-{3-[3-(1-ninepuamnHin)nponokcu]derin}-4 (3H)-xiHazoniHOH

BkasaHy B 3arosioBky Crosnyky ofepxysan KOHAeHcauieto 6-amiHo-2-meTn-3-{4-[3-(1-
ninepuaunHin)nponokculderin}-4(3H)-xiHazoniHOHy 3 Me3unxopuaom 3a cnocobom npuknagy 65.

'H AMP (400Mry, CDCl3, § M.u.): 1,49-1,60 (2H, m), 1,71-1,80 (4H, m), 2,12-2,20 (2H, m), 2,24 (3H, c), 2,62-
2,70 (4H, yump.c), 2,73 (2H, 1, J=7,6l'u), 2,97 (3H, c), 4,07 (2H, 1, J=6,0l"y), 7,01 (2H, J=8,8I'y), 7,11 (2H, g4,
J=8,8Iu), 7,63 (1H, g, J=8,4T'u), 7,74 (1H, ag, J=2,4, 8,4T"w), 8,02 (1H, A, J=2,4Tu).

Mpwvknag 72

2-meTun-6-[(MeTuncynbgoHin)amiHo]-3-{4-[3-(1-niponiguHin)npo nokcu]deHin}-4 (3H)-xiHasoniHoH

BkazaHy B 3arosioBky CrosnyKy ofepxysanu KOHAeHcaLiet 6-amiHo-2-meTn-3-{4-[3-(1-
niponiguHin)nponokculdeHin}-4(3H)-xiHazoniHOHY 3 Me3nnxnopugom 3a cnocobom npuknagy 65.

'H AMP (400Mru, CDCl3, § m.u.): 2,01-2,09 (4H, m), 2,24 (3H, c), 2,25-2,34 (2H, m), 3,01 (3H, c), 3,05-3,18
(6H, m), 4,13 (2H, 1, J=6,0l"u), 7,03 (2H, #, J=8,8I'u), 7,12 (2H, A, J=8,8I'y), 7,65 (1H, A, J=8,8I'y), 7,77 (1H, aa,
J=24,8,4Tu), 7,91 (1H, g, J=2,4Ty).

Mpuknap 73

7-(aueTmnamiHo)-2-meTnn-3-{4-[3-(1-ninepugnHin)nponokcu]deHin}-4 (3H)-xiHasoniHoH

BkasaHy B 3arosioBky Crosyky ofepxysanu KOHAeHcaLieto 7-amiHo-2-meTn-3-{4-[3-(1-
ninepuamnHin)npovokcu]deHin}-4(3H)-xiHazoniHoHy 3 aueTunxnopuaoM 3a cnocobom npuknagy 65.

"H AMP (400Mru, CDCl3, § M.u.): 1,53-1,40 (2H, m), 1,69-1,59 (4H, m), 2,10-2,00 (2H, m), 2,21 (3H, c), 2,22
(3H, c¢), 2,55-246 (4H, m), 2,58 (2H, T, J=7,3I'y), 4,04 (2H, 1, J=6,2I'uy), 6,99 (2H, A, J=8,8Iu), 7,11 (2H, g4,
J=8,8I'u), 7,58 (2H, m), 7,82 (1H, ywmp.c), 8,16 (1H, g, J=8,8Tw).

Mpwknan 74

7-(6yTpnnamiHo )-2-meTtnn-3-{4-[3-(1-nine puauHin)npo nokcu]deHin}-4 (3H)-xiHazoniHoH

BkasaHy B 3aronoBky CrostyKy ofepxysanu KOHOeHcauieto 7-amiHo-2-meTvn-3-{4-[3-(1-
ninepuaunHin)nponokcu]deHrin}-4(3H)-xiHazoniHoHy 3 ByTaHoinxnopmugom 3a cnocobom npuknaay 65.

'H AMP (400Mry, CDCl3, 8 M.u.): 1,52-1,40 (2H, m), 1,66-1,58 (4H, m), 1,77 (2H, m), 2,00 (2H, T, J=10,0I"w),
2,21 (3H, ¢), 2,38 (2H, 1, J=6,6I"w), 2,52 (2H, ywwp.c), 2,55 (2H, T, J=12,2I'u), 4,03 (2H, T, J=6,2I"u), 6,99 (2H, 4,
J=8.8lu), 7,11 (2H, g, J=8,8I'y), 7,54 (1H, c), 7,61 (1H, poa, J=84, 1,8I'y), 7,79 (1H, g, J=2,2l'y), 1,01 (3H, T,
J=7,3l'u), 8,15 (1H, g, J=8,8IL).

Mpuknag 75

7-(rekcaHoinamiHo )-2-meT1un-3-{4-[3-(1-nine puguHin)nponokcu]deHrin}-4 (3H)-xiHasoniHoH

BkasaHy B 3arorioBky Cronyky ofepxysanu KOHOeHcauieto 7-amiHo-2-meTvn-3-{4-[3-(1-
ninepuaunHin)nponokcu]deHin}-4(3H)-xiHazoniHOHY rekcaHoinNxnopmngom 3a cnocobom npuknagy 65.

'H AMP (400Mry, CDCl3, & M4.): 0,91 (3H, T, J=7,0l0), 1,41-1,29 (4H, m), 1,53-1,41 (2H, m), 1,68-1,57 (4H,
M), 1,81-1,68 (2H, m), 2,08-1,97 (2H, m), 2,22 (3H, c), 2,39 (2H, 1, J=10,0T"u), 2,47 (4H, m), 2,56 (2H, T, J=10,0I"L),
4,04 (2H, 1, J=6,2l"'u), 7,00 (2H, g, J=8,8I'u), 7,12 (2H, g, J=8,8I'y), 7,63 (1H, a4, J=8,8I'u), 7,72 (1H, ywmp.c), 7,80
(1H, ywwp.c), 8,15 (1H, g, J=8,8I'u).

Mpwvknag 76

7-(6eH3oinamiHo )-2-meTun-3-{4-[3-(1-nine puguHin)nponokcu]deHin}-4 (3H)-xiHazoniHoH

BkasaHy B 3arorioBky crornyky ofepxysaru KOHOeHcauieto 7-amiHo-2-mMeTun-3-{4-[3-(1-
ninepuauHin)nponokcu]deHrin}-4(3H)-xiHazoniHoHy 3 6eH30iNxnopuaom 3a cnocobom npuknagy 65.

'H AMP (400Mru, CD30D, § M.u.): 1,57-1,47 (2H, m), 1,72-1,63 (4H, m), 2,12-2,02 (2H, m), 2,24 (3H, c), 2,63-
2,54 (2H, m), 2,66 (2H, T, J=10,81u), 3,32-3,28 (8H, m), 4,11 (2H, T, J=5,9Tu), 7,10 (2H, g, J=8,8I'u), 7,25 (2H, A,
J=8.8lu), 7,52 (2H, T, J=7,3l'y), 7,60 (1H, 7, J=7,3l'y), 7,79 (1H, g, J=8,8, 2,2I'y), 7,96 (2H, @, J=7,3lu), 8,14
(1H, @, J=8,8I'u), 8,27 (1H, g, J=2,2I"'u).

Mpwvknag 77

7-[(2-cbeHinaueTnn)amiHol-2-meTnn-3-{4-[3-(1-ninepuauHin)npo nokcu]deHrin}-4(3H)-xiHazoniHoH

BkasaHy B 3arorioBKy Crosnyky ofepxyBarnu KOHAeHcauieto 7-amiHo-2-meTnn-3-{4-[3-(1-
ninepuauHin)nponokcu]geHrin}-4 (3H)-xiHazoniHoHy 3 6eH3MNoINXnopuaom 3a crnocobom npuknagy 65.

'H AMP (400Mru, CD30D, § M.u.): 1,62-1,47 (2H, m), 1,78-1,63 (4H, m), 2,16-2,02 (2H, m), 2,21 (3H, ¢), 2,67-
2,56 (4H, m), 2,70 (2H, 1, J=10,0l"w), 3,74 (2H, c), 4,11 (2H, 1, J=5,9T"w), 7,09 (2H, g, J=8,8I'u), 7,42-7,20 (8H, m),
7,63 (1H, g, J=8,8I'y), 8,09 (2H, A, J=8,1Tu).

Mpwvknag 78

7-(2-HadpToiNamiHo )-2-meTnn-3-{4-[3-(1-ninepuguHin)npo nokculdeHin}-4 (3H)-xiHazoniHoOH

BkazaHy B 3arosioBky CrosnyKky ofepxyBarnu KOHOeHcauieto 7-amiHo-2-meTun-3-{4-[3-(1-
ninepuauvHin)nponokcu]dpeHin}-4 (3H)-xiHazoniHOHy 3 2-HadToINXnopuaoMm 3a crnocobom npuknagy 65.

'H AMP (400MIy, CD30D, § m.u.): 1,74-1,61 (2H, m), 1,90-1,77 (4H, m), 2,26 (3H, c), 3,24-3,05 (4H, m), 3,34-
3,27 (2H, m), 4,19 (2H, 1, J=5,5Tu), 7,13 (2H, A, J=8,8I'u), 7,30 (2H, A, J=8,8I"n), 7,68-7,57 (2H, m), 7,88-7,84 (2H,
m), 7,96 (1H, g, J=8,8I'u), 8,08-8,00 (3H, m), 8,17 (1H, A, J=8,8I"n), 8,34 (1H, A, J=2,2T'u), 8,56 (1H, c).

Mpwknag 79

6-[aueTun(meTnn)amiHol-2-meTnn-3-{4-[3-(1-ninepnaunHin)nponokcu]deHrin}-4(3H)-xiHazoniHoH

BkaszaHy B  3aronoBKky CMONlyky  ojepxyBarm  obpobkow  6-(auetunamiHo)-2-metun-3-{4-[3-(1-
ninepuauvHin)nponokculdpeHrin}-4(3H)-xiHazoniHoHy, CcWHTe30BaHOro B npuknagdi 65, rigpugom Hatpilo B
aumeTundopmamifi i MeTunyBaHHAM MEeTUNIMOAUOOM.

'H AMP (400Mry, CDCl3, § m.u.): 1,42-1,50 (2H, m), 1,58-1,66 (4H, M), 1,98-2,08 (2H, m), 2,27 (3H, c), 2,40-
2,50 (4H, yump.c), 2,53 (2H, 1, J=7,6'y), 3,31 (3H, c), 4,07 (2H, T, J=6,4T"u), 7,02 (2H, A, J=8,4Tu), 7,12 (2H, 4,
J=8.4rlu), 7,55 (1H, g, J=8,4I'y), 7,70 (1H, g, J=8,4T"u), 8,05 (1H, c).

Mpwuknaa 80

2-meTun-6-eHin-3-{4-[3-(1-ninepuanHin)nponokcu]deHiny-4(3H)-xiHazoniHOH

2-meTun-6-6pom-3-{4-[3-(1-ninepuamHin)nponokcu]deHrin}-4 (3H)-xiHazoniHoH (100wmr, 0,25mmorb) i



deHinbopoHoBy kucroty (40mr, 0,32MMOrMb) po3umHANM B guMeTokcieTaHi (1mn) i aTmocdepy B cuctemi
3anoBHoBanM asotom. [ogasanu 2M  BogHMM  po3uuH  kapboHaTy HaTpito  (0,3mm) i kommnekc
TeTpakuc(TpudeHindocdid) nanagito (10mr, 0,012mmonb) i nepemiwysanu npu 80°C mpotarom 3 rogwH. Jo
peakuinHoi cymiwi aofasanmm eTunaueTaT i AUCTUMNbOBaHY BOAY AN 3AIMCHEHHS eKcipakwi eTunauetaTom.
OpraHiyHy ¢hady npoMMBanM HaCMY4eHUM COSIbOBUM PO3YMHOM i CyLLMnu 6e3BogHUM cynbdatoM Hatpito. [MpoaykT
oyvLanu KOMOHKOBOI Xpomartorpadieto Ha curikareni (xnopodopm/meTtaHon=20/1) i uinboBy crnonyky (61mr,
61%) opepxysamm y Burnsgi 6e3bapsHoi TBepAoi pevoBuHU. BukopuctoByBamm 2-meTtun-6-6pom-3-{4-[3-(1-
ninepuaunHin)nponokcu]derin}-4(3H)-xiHazoniHOH, kUi cuHTe3yBanu B npuknagi 34.

'H AMP (400Mru, CDCl3, § M.u): 145 (2H, yump.c), 1,58-1,63 (4H, m), 2,00-2,04 (2H, m), 2,27 (3H, c), 2,42
(4H, yump.c), 2,50 (2H, 1, J=7,2l'u), 4,07 (2H, T, J=6,4T'u), 7,04 (2H, A, J=8,8I'y), 7,15 (2H, g, J=8,8u), 7,36 (1H,
T,J=7,6lu), 7,46 (2H, 1, J=7,6l'U0), 7,67 (2H, g, J=7,2l'u), 7,72 (1H, A, J=8,4T'u), 7,98 (1H, g, J=2,0l"y), 8,46 (1H,
C).

Mpuknag 81

2-meTun-6-(4-metnndeHin)-3-{4-[3-(1-ninepuaunin)npo nokcu]deHin}-4 (3H)-xiHaszoniHoH

BkasaHy B 3aronioBky CMOMyKy ogepXyBamm peakuicto cromnydaHHs Cysyki 2-meTtun-6-6pom-3-{4-[3-(1-
ninepuauvHin)nponokculdeHin}-4 (3H)-xiHazoniHoHy i 4-meTungeHINGopoHOBOI KUCNOTK, 3a cnocoboM npuknagy
80.

'H AMP (400Mru, CDCl3, 8 M.u.): 1,46 (2H, ywwmp.c), 1,59-1,63 (4H, m), 2,01-2,04 (2H, m), 2,28 (3H, c), 2,41
(7H, ywwup.c), 2,49-2,53 (2H, m), 4,08 (2H, T, J=6,0l'y), 7,05 (2H, g, J=8,8I'u), 7,16 (2H, g, J=8,81'u), 7,27 (2H, A4,
J=8,0l"u), 7,58 (2H, g, J=8,0l'u), 7,71 (1H, g, J=8,8'y), 7,97-8,00 (1H, m), 8,46 (1H, c).

Mpwknaa 82

2-meTun-6-(3-metnndeHrin)-3-{4-[3-(1-ninepuaunin)npo nokcu]deHin}-4 (3H)-xiHasoniHoH

BkasaHy B 3arofioBky CMOMyKy ofepXyBamu peakuicto cromnyydaHHs Cysyki 2-metun-6-6pom-3-{4-[3-(1-
ninepuaunHin)nponokcu]derin}-4(3H)-xiHazoniHoHy i 3 -MeTundeHINGopoHOBOI KMCOTK, 3a cnocobomM Mpuknagy
80.

"H AMP (400Mru, CDCl3, & Mu.): 1,47 (2H, ywwmp.c), 1,59-1,64 (4H, m), 2,02-2.06 (2H, m), 2,28 (3H, c), 2,44
(7H, m), 2,52 (2H, T, J=7,2I'y), 4,08 (2H, 1, J=6,4T'u), 7,05 (2H, @, J=7,2l"y), 7,15-7,20 (3H, m), 7,35 (1H, T,
J=7,2l'u), 7,47-7,50 (2H, m), 7,72 (1H, aa, J=2,0, 8,8Iu), 7,98-8,01 (1H, m), 8,46 (1H, c).

Mpuknag 83

2-meTun-6-(2-metnndeHin)-3-{4-[3-(1-nine puauHin)npo nokcu]deHin}-4 (3H)-xiHasoniHoH

BkasaHy B 3arofioBky CMOMyKy ofepxyBanmu peakuicto cronyydaHHs Cysyki 2-metun-6-6pom-3-{4-[3-(1-
ninepuaunHin)nponokcu]deHrin}-4(3H)-xiHazoniHoHy i 2-mMeTundeHINbopoHOBOI KMCMOTK, 3a CrocoboM Mpuknagy
80.

"H AMP (400Mru, CDCl3, & M.u.): 1,46 (2H, ywwmp.c), 1,59-1,64 (4H, m), 2,01-2,05 (2H, m), 2,29 (3H, c), 2,30
(3H, c¢), 2,43 (4H, ywwp.c), 2,51 (2H, 1, J=7,2I'y), 4,07 (2H, 1, J=6,8Iu), 7,04 (2H, g, J=8,8I'u), 7,16 (2H, 4,
J=8,8I"u), 7,24-7,30 (4H, m), 7,71 (2H, ywwup.c), 8,21 (1H, ywwmp.c).

Mpuknaa 84

2-metn-3-{4-[3-(1-ninepuawnHin)nponokcu]deHin}-6-(3-nipngnn)-4(3H)-xiHazoniHoH

BkasaHy B 3arofioBky CMOMyKy ofepXyBanmu peakuicto cronydaHHs Cysyki 2-metun-6-6pom-3-{4-[3-(1-
ninepuaunHin)nponokcu]deHrin}-4(3H)-xiHazoniHoHy i 3-nipuaunbopoHOBOI KMCOTK, 3a cnocobom npuknagy 80.

'H AMP (400Mry, CD30D, § m.u.): 1,51-1,53 (2H, m), 1,63-1,67 (4H, m), 2,04-2,08 (2H, m), 2,28 (3H, c), 2,59
(4H, yump.c), 2,61-2,63 (2H, m), 4,11 (2H, 1, J=64Tu), 7,11 (2H, A, J=9,2l'y), 7,28 (2H, g, J=8,8Iu), 7,53-7,757
(1H, m), 7,79 (1H, g, J=8,4T"u), 8,14-8,21 (4H, m), 8,45 (1H, g, J=2,4T"u), 8,55 (1H, aa, J=1,8,5,0u), 8,89 (1H, aa,
J=0,6, 2,2I'u).

Mpuvknag 85

2-meTtun-3-{4-[3-(1-ninepuamHin)nponokcu]deHin}-6-(4-nipugun)-4(3H)-xiHazoniHoH

BkasaHy B 3arofioBky CrMOMyKy ofepXyBanmu peakuieto cronydyaHHa Cysyki 2-metn-6-6pom-3-{4-[3-(1-
ninepuauHin)nponokcu]deHrin}-4 (3H)-xiHazoniHoHy i 4-nipuamMnbopoHoBOI KUCNOTY, 3a cnocobom npuknaay 80.

'H AMP (400Mry, CD30D, & m.u.): 1,51-1,52 (2H, m), 1,63-1,68 (4H, m), 2,04-2,08 (2H, m), 2,28 (3H, c), 2,54
(4H, ywwup.c), 2,58-2,62 (2H, m), 4,11 (2H, 1, J=6,0l"u), 7,11 (2H, g, J=8,4Iu), 7,28 (2H, A, J=8,8I'u), 7,78-7,81
(3H, m), 8,23 (1H, ag, J=2,4, 8,4T'u), 8,54 (1H, c), 8,61 (2H, g, J=6,4T"L).

Mpuvknag 86
2-meTun-5-peHin-3-{4-[3-(1-ninepuanHin)nponokcu]geHiny-4(3H)-xiHazoniHoH
5-xnop-2-metn-3-{4-[3-(1-ninepuauHin)nponokcu]deHrin}-4(3H)-xiHazoniHoH (100w, 0,24mmorb ),

deHinbopHy kucnoty (90mr, 0,73mmMorb) | kapboHart uesito (480mr, 1,45Mmorb) 3miwyBanu B 1,4-giokcani (1mn) i
aTMoccpepy B cucTeMi 3anoBHioBanu azotom. [loaasarm Pdax(dba)s (15mr, 0,012MMonb) i Tpu-TpeT-0yTnndocdiH
(10mr, 0,036mmonb) i nepemiwyBarm npu 100°C npoTarom 12 roguwH. [Jo peakuinHoi cymiwi goaasamm
XropodhopM i AUCTUNBOBaHyY BOAy i CyMmill ekcTparyBamm xnopodopmoM. OpraHivyHy a3y npoMmBanm Hacu4yeHNM

COMbOBMM  PO3YMHOM i cywmnm 6e3BogHUM cynbdpatom HaTpito. [poaykT ouvwanyu TOHKOLLAPOBOH
Xpomatorpadieto Ha curikareni i BkasaHy B 3arofioBky crnonyky (20mr, 18%) ogepxysamm y Burnagi 6e3dapsHoi
TBEPAOI PEYOBUHM. BukopuctoByBamnm 5-xnop-2-meTun-3-{4-[3-(1-ninepuanHin)nponokcu]deHin}-4 (3H)-

XiHa30MiHOH, SIKUA CUHTE3YyBanu B nNpuknagi 27.

"H AMP (400Mru, CDCl3, § M.u.): 1,44 (2H, ywwmp.c), 1,56-1,62 (4H, m), 1,95-1,99 (2H, m), 2,23 (3H, c), 2,40
(4H, yuwmp.c), 2,46 (2H, 1, J=6,8Tw), 3,99 (2H, T, J=6,8I"u), 6,94 (2H, g, J=8,8I"u), 7,06 (2H, 4, J=8,8I'u), 7,23-7,33
(6H, m), 7,66-7,73 (2H, m).

Mpwvknag 87

2-metun-3-{4-[3-(1-ninepnauHin)nponokcu]dpeHin}-6-(2-nipuaun)-4 (3H)-xiHasoniHoH

6-6pom-2-meTun-3-{4-[3-(1-ninepuanHin)nponokcu]ceHin}-4(3H)-xinazoniHoH  (100mr, 0,25mMmorb) i 2-
(TpybyTUncTaninmnipyugnH (90mr, 0,25MMonb) po3unHamM B Tonyorni (1mn) i aTMocdepy B cucTeMi 3anoBHIOBaMm
azoTtoM. [logaBanu koMmnnekc nanagii tetpakuc(tpudpenindgocdin) (30mr, 0,025mMmonb) i nepemiwyBamm npu
120°C npotsarom 12 roguH. HeposumHHi pevyoBuHM BigdinbTpoByBaTM 4Yepe3 UeniT, Ao inbTpaty godaBamm
XropocpopM, OpraHiyHy ¢asy npomvBamM AMCTUIIbOBAHOK BOAOK i cywmnm 6e3BoAHMM CynbdaTtoM HaTpito.



MpoayKkT ounwanM KOMOHKOBOK Xxpomartorpadieto Ha cunikareni (xnopodopm/meTaHon=9/1) i UinboBy cromnyky
(20Mr, 20%) opepxysamm y Burnagi 6e3bapsHoi TBepAoi peyoBuHW. BukopuctoByBanu 6-6pom-2-metun-3-{4-[3-
(1-ninepuaunHin)nponokcu]deHin}-4 (3H)-xiHa3oniHOH, KW CMHTe3yBanu B Npuknagi 34.

'H AMP (400Mry, CD30D, § m.u.): 1,50-1,51 (2H, m), 1,62-1,67 (4H, m), 2,03-2,08 (2H. m), 2,28 (3H, c), 2,51
(4H, ywwmp.c), 2,56-2,60 (2H, m), 4,11 (2H, 1, J=5,6l"u), 7,11 (2H, g, J=9,2'u), 7,28 (2H, A, J=9,2l'u), 7,37-7,40
(1H, m), 7,76 (1H, A, J=8,8I"y), 7,89-7,98 (4H, m), 8,45 (1H, ag, J=2,0, 8,4I"u), 8,63-8,65 (2H, m).

Mpuvknag 88

3-{4-[(1-umknoOyTnn-4-ninepmauHin)okcu]deHin)-2-metmn-4 (3H)-xiHazoniHOH

(1) OpepxkaHHs 3-{4-[(1-TpeT-6yTOKCHKaAP OOHIN-4-nine puauHin)okculdeHin}-2-metnn-4(3H)-xiHasoniHoHy

2-meTun-3-(4-rigpokcudeHin)-4(3H)xiHasoniHoH, cuHTE30BaHM 3a cnocobom npuknagy 1(1) i -(2) (1,0r,
3,96Mmorb),  N-(TpeT-b6yTokcukapOoHin)-4-ninepuanHon  (956mr, 4,75mmornb) i TpudeHindocdiH  (1,56r,
5,94mmorb) po3unHanm B 6e3sogHOMy TeTparigpodypaHi (2Mr) B moToui a3oTy i OXOrnodKyBanu Ha MbOAsiHIN
6aHi. [Jogasanu no kpamnax npu 0°C gietunasogukapbokcunat (1,17mn, 5,94mmonb) i nepemiwyBanm npu
KiMHaTHI Temnepatypi npoTarom 48 roguH. PO3YMHHUK BigraHsamnM npu 3HWKEHOMY TUCKY, AodasBanum MpocTui
edip, TBepawn ocag BigdinbTpoByBaTM | iNbTPAT KOHUEHTpyBanu. 3anuWoK OYULLANM  KOJSIOHKOBOH
xpomatorpadieto Ha cunikareni (rekcaH/eTunauetaT=7/3) i uinboBy cronyky (1,1r, 64%) ogepxysamm y BUrnsai
TBEPAOI PEYOBMHM SICHO-KOPUYHEBOTO Konbopy. 2-MeTtun-3-(4-rigpokcudenin)-4(3H)xiHazoniHOH cnHTe3yBanu 3a
crnoco6om npuknagy 1(1)i-(2).

(2) OpepxaHHs 2-meTun-3-[4-(4-ninepuamnHinokcn)deHrin]-4(3H)-xiHasoniHOHy

3-{4-[(1-6yTOKCUKapBOHIn-4-ninepuamnHin)okcu]deHin}-2-metmn-4 (3H)-xiHasoniHoH (1,1r, 2,53Mmorb)
po3unHsanu B xropodopmi (10mn), aomaBamm TpudpTopouTtoBy kucroty (10mn) i cymiw nepemiwyBanu npu
KiMHaTHIV Temnepatypi npoTarom 30 XBUMWMH. PO3YMHHUK BiAraHsanu npu aHMXeHoMy TUCKY, AodaBany eTunaueTart
i 2H BOOHUIA PO34WH TigpOKCHAY HaTpilo, CyMiLL eKcTparyBanu eTunaleTaToMm i opraHiyHy pasy cyumnm 6e3sogHM
cynbdartom Hatpito. Cynbar Hatpito BigdinbTpoByBaT i INbTPAT KOHUEHTPYBANMM i CyLUIMnM 3 OAEpXKaHHAM
uinsoeoi crnonyku (0,83r, 98%) y Burnagi TBepAoi pe4oBUHM KOMbOPY faBaHau.

'H AMP (400Mry, CDCl3, § m.u.): 1,67-1,81 (2H, m), 2,01-2,10 (2H, M), 2,26 (3H, c), 2,72-2,80 (2H, m), 3,13-
3,20 (2H, m), 4,40-4,47 (1H, m), 7,03 (2H, g, J=8,8T"u). 7,13 (2H, 4, J=8,8I"u), 7,44 (1H, T, J=8,0l"u), 7,65 (1H, g,
J=7,6Iu), 7,74 (1H, 1, J=7,6I"u), 8,25 (1H, g, J=8,0I).

(3) OpepxaHHsa 3-{4-[(1-umknobyTnn-4-ninepuauHin)okculdeHin}-2-metnn-4(3H)-xiHazoniHoHy

2-meTun-3-[4-(4-ninepuauHinokcun)deHrin}-4(3H)-xiHazoniHoH (370mr, 1,10Mmorb) i uukrnobytaHoH (155mr,
2,20mMmorb) po3umHarm B po3duHi 0,5M xnopugy umuky(ll) i uiaHoGoprigpugy Hatpito B MeTaHoni (6mn) i
nepemillyBann npu KiMHaTHIn Temnepatypi npotaroMm 1 roguHu. PO3YMHHMK BigraHsnM npu 3HWKEHOMY TUCKY,
JoJasanu eTunaueTarT i ANCTUMbOBaHyY BOAY, CyMill eKcTparyBanu etunaueraTom i opraHivyHy ¢asdy npoMmusam
avnctuneoBaHoto Bogoto. [licna cywiHHA 6e3BogHUM CcymnbaTtom HaTpilo MPOAYKT OYULLANWM  KOJIOHKOBOIO
Xpomarorpadieto Ha cunikareni (xropodopm/meTtaHon=30/1) i BkasaHy B 3aronioBky cronyky (165mr, 39%)
ofepxxyBarnm y Burnagi 6e3dapsHoi TBepaoi pe4oBUHU.

'H AMP (400Mry, CDCl3, 8 M4.): 1,63-1,76 (2H, M), 1,84-1,95 (4H, M), 1,99-2,10 (4H, M), 2,14-2,23 (2H, m),
2,26 (3H, c), 2,569-2,67 (2H, m), 2,70-2,79 (1H, m), 4,334,41 (1H, m), 7,01 (2H, g, J=8,8I'y). 7,44 (1H, T, J=8,0I"w),
7,65 (1H, g, J=8,4I'y), 7,74 (1H, 1, J=7,6Iu), 8,24 (1H, g, J=7,6IL).

Mpuknaa 89

3-{4-[(1-umknoneHTMn-4-ninepuanHin)okcu]derin)-2-meTmn-4(3H)-xiHazoniHoH

BkasaHy B 3arofioBky CMoJlyKy OAepXyBarnu 34iIMCHEHHAM BiQHOBHOrO amMiHyBaHHS 3a crnocobom npuknagy
88(3), BukopuctoByloun 2-meTun-3-[4-(4-ninepuamHinokcun)deHinl-4(3H)-xinazoniHoH, N-Boc-4-ninepuguHon i
LMKIMONEHTAHOH SIK BUXiAHI pe4OBUHM.

'H AMP (400Mry, CDCl3, & Mu.): 1,25-1,48 (2H, m), 1,52-1,61 (2H, M), 1,66-1,73 (2H, m), 1,83-1,93 (4H, m),
2,01-2,12 (2H, m), 2,25 (3H, ¢), 2,32-2,40 (2H, m), 2,49-2,58 (1H, m), 2,79-2,95 (2H, m), 4,33-4,41 (1H, m), 7,03
(2H, p, J=8,8I'u), 7,13 (2H, g, J=8,8I'u), 7,44 (1H, 1, J=7,2l'u), 7,65 (1H, A, J=7,6lu), 7,74 (1H, T, J=7,2l'y), 8,25
(1H, @, J=7,6I"u).

Mpuknag 90

3-{4-(1-uvknorekcun-4-ninepugunHinokcun)eHin}-2-metmn-4 (3H)-xiHazoniHoH

BkasaHy B 3arofioBky Crosyky oAepKyBanu 34iiCHEHHSIM BiIHOBHOTO aMiHyBaHHS 3a crocobom npuknagy 88-
(3), BukopucToBytouM 2-meTun-3-[4-(4-ninepuauHinokcun)deHin]-4(3H)-xiHazoniHoH,  N-Boc-4-ninepuauHon i
LIMKIOreKCaHoH SIK BUXiAHI pe4OBUHM.

'H AMP (400Mry, CDCl3, § m.u.): 1,18-1,30 (6H, m), 1,78-1,90 (6H, m), 2,01-2,08 (2H, m), 2,26 (3H, c), 2,27-
2,36 (1H, m), 2,42-2,51 (2H, m), 2,81-2,89 (2H, m), 4,30-4,38 (1H, m), 7,03 (2H, g, J=8,8I"u), 7,13 (2H, A4, J=8,8'w),
7,44 (1H, 1,J=8,0l"u), 7,65 (1H, g, J=8,0lu), 7,74 (1H, 1, J=8,0I"y), 8,25 (1H, g, J=8,0).

Mpuknag 91

3-{4-(1-i3onponin-4-ninepunaunHinokcn)dpeHin)-2-meTmn-4 (3H)-xiHasoniHoH

BkasaHy B 3arofioBKy CroflyKy ofepXyBanu 34iINCHEeHHAM BiQHOBHOMO aMiHyBaHHsS 3a crocobom npuknagy
88(3), BukopuctoBytuM 2-meTun-3-[4-(4-ninepuanHinokcun)geninl-4(3H)-xiHazoniHoH, N-Boc-4-ninepugnHon i
aLeToH K BUXiAHI pe4YOBUHW.

'H AMP (400Mry, CDCls, § m.u.): 1,07 (6H, 4, J=6,4Tw), 1,82-1,92 (2H, m), 2,02-2,11 (2H, m), 2,26 (3H, c),
2,37-2,46 (2H, m), 2,72-2,84 (3H, m), 4,31-440 (1H, m), 7,03 (2H, g, J=8,8I'y), 7,13 (2H, g, J=8,8I'u), 7,44 (1H, T,
J=8,0l"u), 7,65 (1H, g, J=8,0l'y), 7,74 (1H, T, J=8,0l"u), 8,25 (1H, A, J=8,0I"L).

Mpuknag 92

3-{4-(1-eTun-4-ninepuauHinokcn)peHrin}-2-metmn-4 (3H)-xiHaszoniHoH

2-meTun-3-[4-(4-ninepuauHinokcn)eHin]-4(3H)-xiHazoniHoH  (50mr,  0,15mmonb), etunogug (23w,
0,15mMmork) i kap6oHat kanito (0,30mMmonb) 3miwyBarmm B AvMeTundopmamigi (1mn) i nepemiwysanu npu
KiMHaTHI TeMnepatypi NpoTarom 1 rognHu. PO3YMHHKK BigraHanu npu sHxeHoMy TUCKY, AodaBany etunaueTar i
1H BOOHWIA PO34YMH FiOpOKCUAY HATpito i CyMmiw ekcTparyBanm eTtumnaueTtatom. OpraHiyHy c¢ady npomwmBanm
ANCTUMbOBAHO BOAON, CywmMm 6e3BogHMM  cynbdatoM HaTpilo | MNpOAYKT OuYWW@AnM  KOJIOHKOBOIO
xpomartorpadieto Ha cunikareni (xnopodopm/meTaHon=30/1) 3 ogepxaHHAM BKa3aHOT B 3arofioBKy CMofyku (25mr,



46%) y Burnsigi 6e36apBHOi TBEpAOi PeYOBUHM.

'H AMP (400Mry, CDCls, § m.u.): 1,12 (3H, T, J=6,8u), 1,83-1,95 (2H, m), 2,02-2,10 (2H, m), 2,26 (3H, c),
2,26-2,39 (2H, m), 2,45 (2H, kB, J=7,2lu), 2,72-2,81 (2H, m), 4,35-4,43 (1H, m), 7,03 (2H, g, J=8,8I"n), 7,13 (2H, g,
J=8,8lu), 7,44 (1H, 1, J=8,0l"u), 7,65 (1H, A, J=8,0l"u), 7,74 (1H, 1, J=8,0l"y), 8,25 (1H, g, J=8,0I").

Mpuknag 93

3-(4-(1-6ymnn-4-ninepugmHinokcu)peHin}-2-metnn-4 (3H)-xiHasoniHOH

BkazaHy B 3aronoBky cronyky ogepxyeBamm N-ankinyBaHHAM, BUKOPUCTOBYYM  2-mMeTun-3-[4-(4-
ninepuamnHinokcn)deHin)-4(3H)-xiHaszoniHoH i 6yTnnnama, 3a cnocobom npuknagy 92.

'H AMP (400Mry, CDCl3, 8 mu.): 0,93 (3H, T, J=7,2l0), 1,28-1,39 (2H, m), 1,46-1,54 (2H, m), 1,83-1,93 (2H,
M), 2,01-2,10 (2H, m), 2,26 (3H, c), 2,26-2,39 (4H, m), 2,72-2,81 (2H, m), 4,33-4,41 (1H, m), 7,03 (2H, g, J=8,8L),
7,13 (2H, g, J=8,8I'y), 7,44 (1H, 1, J=8,0l"'u), 7,65 (1H, g, J=8,0l"y), 7,74 (1H, 1, J=8,0l"u), 8,25 (1H, g, J=8,0I'w).

Mpuknap 94

3-{4-[(1-umkno neHTUN-4-ninepuauHin)okcu]dpeHin}-2-metmn-5-tpudp ropme TMn-4 (3H)-xiHazoniHoH

(1) OpepkaHHs 4-(4-HiTpodeHoKCH)Mine puanHy

N-Boc-4-ninepuamHon (10r, 50mmonb), 4-HiTpodpeHon (7,0r, 50mmonb) i TpudeHindocdiH (15,7r, 60mmornb)
po3unHanu B 6e3BogHomy TeTparigpodypani (150mn) i oxonoakyBamm Ha nboasHin 6aHi. MNoBinbHO gogasamm
giizonponinasogukap6okcunat (11,8mn, 60MMonb) i nepemillyBanu NpoTArom 2 AHIB MpW KiIMHATHIA Temneparypi.
Po3unHHUK BigraHsanu npu 3HWKEeHOMY TUCKY, JodaBanu AieTurnoBuin edpip i TBepaun ocapg siadinbTpoByBaTy.
QinbTpaT  KOHUEHTpyBanu i MNPOAYKT  OuYMLlianu  KOSIOHKOBOK  Xpomarorpadieto  Ha  cunikareni
(rekcaH/eTnnaueTtat=6/1). [lo ogepxaHoOro 3anuwKy goAaBanu TPUdTOPOLTOBY KUCIOTY i mepeMiwysBanu npu
KiMHaTHI TeMnepatypi npoTarom 1 roguHu. lMicna gucTunauii npy 3HWKEeHOMY TUCKY AoAaBanu 1H BOAHWUA PO3UnH
rigpokcuay HaTpito i cymill ekcTparyBanu etunauertatom. lNicns cyuwiHHsg 6e3BogHMM Cynbdatom HaTpito NPpoayKT
KOHLIEHTPYBan# i CyLumMmm 3 ogepXKaHHaM LinboBoi crnomykm (6,75r, 61%).

(2) OpepkaHHs 1-umknoneHTU-4-(4-HiTpodeHoKCM)inepuanHY

4-(4-HiTpodeHokeun)ninepmanH  (1,03r, 4,65mMmornb) | uuknoneHtaHoH (783mr, 9,31MMOMb) PO3YMHSANM B
po3uuHi 0,5M xrnopuay umHky(ll) i uiaHoGopriopuay Hatpito B MeTaHoni (20mn) i nepemiwyBamm npu KiMHaTHii
Temnepatypi npotaroMm 10 roguH. PO34YMHHWK BiAraHsnu npu 3HWKEHOMY TUCKY, AodaBanu eTtunaueTart i 1H
BOOHVMM pO34YMH TFiAPOKCMAY HaTpilo, CyMill ekcTparyBanu eTurnaueTaTtoMm i opraHiyHy a3y npomwmsanu
AncTunboBaHoto Bodot. [Micns cylwiHHA 6e3BogHUM CynbdaTtoM HaTpilo MPOAYKT KOHLEHTPYBanum i ogepysanu,
TaknM YMHOM, LinboBy cronyky (1,31r, 96%) y Burnaai teepgoi peYoBMHU SCHO-KOPUYHEBOTO KOMbOPY.

(3) OpepkaHHs 4-[(1-umknoneHTUNMiNe puanH-4-in)okcilaniniHy

1-umknoneHTin-4-(4-HitpodeHokcmn)ninepuaunH (1,30r) posumHamM B MeTaHori i uinbosy cronyky (1,0r, 86%)
ofepXKyBarm y BWrnsSi4i TBepAOi PEYOBMHM  SICHO-KOPWMYHEBOTO  KOMbOPY KaTamiTUMHUM  BiAHOBIIEHHSIM,
BUKOPUCTOBYIOYUN SIK KaTarnisaTop nanagii Ha akTuBoBaHOMY BYrinfii.

4) OpepxaHHs 3-{4-[(1-umknoneHTMN-4-ninepuanHin)okculderin}-2-meTmn-5-rpucdtopmeTnn-4(3H)-
XiHa30MiHOHY
2-vmeTtun-5-tpucbtopmen-4H-3,1-6eHsokcagui-4-on (71mr,  031mmorb) i 4-[(1-umknoneHTUn-4-

ninepugunHin)okciladinii (80mr, 0,31MMor) po3unHsnM B ouToBin kucnoTi (0,5mn) i nepemiwysanu npu 130°C
MpPOTAroM 6 roAuH. PO3UYMHHMK BigraHanmu npu 3HWKEHOMY TUCKY | godaBarm eTunauetaT i 1H BOAHUA PO3YUH
rigpokcuay Hatpito. Cymill ekcTparyBanu eTunauetatoM i opraHiyHy dasy cywumnm 6e3BogHUM Cyrbdatom
HaTtpito. [lpodykT ounMwann KOMOHKOBOW xpomatorpadieto Ha cunikareni (xmopodopm/meiaHon=20/1) i
ofepXyBanu, TakuM 4YMHOM, BKasaHy B 3arofioBky cronyky (88mr, 61%) y Burnsgai TBepAoi pPeyvOBUMHM SICHO-
KOpUYHEBOro konbopy. 2-MeTun-5-tpudtopmeTun-4H-3,1-6eH3okcagnH-4-oH ogepxyBany 3a cnocobom npuknagy
1(1), BUKOPUCTOBYIOUN 2-aMiHO-B-TPUPTOPMETUNOEHIOVHY KACIIOTY i OLITOBWI aHrigpua, K BUXiQHI pe4OBUHN.

'H AMP (400Mry, CDCl3, & Mu.): 1,38-1,49 (2H, m), 1,51-1,62 (2H, M), 1,65-1,76 (2H, m), 1,82-1,94 (4H, m),
2,00-2,09 (2H, m), 2,26 (3H, c), 2,32-2,42 (2H, m), 2,48-2,58 (1H, m), 2,76-2,86 (2H, m), 4,32-4,40 (1H, m), 7,02
(2H, @, J=8,8I'u), 7,13 (2H, g, J=8,8I'u), 7,78 (1H, T, J=8,0l"u), 7,83-7,88 (2H, m).

Oani AMP gna 4-[(1-umknoneHTunninepugunH-4-in)okcijaHiniHy, WO BUKOPUCTOBYETbCH ANS OAEePXKaHHS
CrOJTyKN A@HOro Npuknagy, NpeAcTaBneHi HKYe.

'H AMP (400Mru, CDCl3, 5 M.u.): 1,36-1,45 (2H, M), 1,49-1,58 (2H, m), 1,64-1,99 (10H, M), 2,24-2,31 (2H, m),
2,452,54 (1H, m), 2,80 (2H, ywwup.c), 3,43 (2H, yuwp .c), 4,12 (1H. c¢), 6,63 (2H, g, J=8,8I'u), 6,76 (2H, A,
J=88lu).

Mpoaykt npuknagis 95-115 MoxHa ogepxaTty Takum xe crnocobom, Sk 3a3HadeHo B npuknagi 94, cnocobom
Ha OCHOBI Uiei MeToaukum abo X crofyvyaHHaM 3 TpaguuilHMM crnocoboM, BUKOPWUCTOBYHOYM  BifnoBigHY
aHTPaHINoBY KUCMOTY, aHrigpua kucrotm i 4-[(1-umknoneHTun-4-ninepuanHin)okcilaniniv abo 4-[(1-unknodytmn-4-
ninepyanHIN)oKcilaHiniH siKk BUXigHI pe4oBUHM.

Mpuknag 95

3-{4-(1-uvknoneHTMN-4-ninepuauHinokcun)deHriny-2,5-aume Tnn-4(3H)-xiHazoniHoH

BkasaHy B 3aronoBKy CMoMyKy ogepXyBanm LmKni3alieto, BUKopmucToBytoumn 2,5-gumetun-4H-3,1-6eH30kcasnH-
4-0H i 4-[(1-umknoneHTUN-4-ninepuamnHin)okcilawiniy, 3a cnocobom npuknagy 94.

'H AMP (400Mry, CDCl3, 8 mu.): 1,37-1,50 (2H, m), 1,54-1,61 (2H, M), 1,64-1,78 (4H, m), 1,82-1,96 (4H, m),
2,00-2,10 (2H, m), 2,22 (3H, c), 2,32-2,42 (2H, m), 2,49-2,59 (1H, m), 2,81 (3H, c), 4,32-4,41 (1H, m), 7,03 (2H, 4,
J=8,8lu), 7,13 (2H, g, J=8,8Iu), 7,19 (1H, A, J=7,2I'y), 7,48 (1H, 4, J=7,6'u), 7,57 (1H, T, J=8,0l" ).

Mpuknag 96

7-xnop-3-{4-[(1-uunkno neHTnn-4-nine puguHinjokcu]deHin-2-metmn-4 (3H)-xiHazoniHoH

BkaszaHy B 3aronoBky Crionyky oJepXyBanuM LMKni3auieto, BUKOPUCTOBYOUM 7-xrop-2-meTun-4H-3,1-
©eH30kca3nH-4-0H i 4-[(1-umKno neHTU-4-ninepuauHin)okcilaniniy, 3a cnocobom npuknagy 94.

'H AMP (400Mry, CDCl3, 8 m.u.): 1,37-1,49 (2H, m), 1,50-1,63 (2H, M), 1,65-1,76 (2H, m), 1,82-1,94 (4H, m),
2,00-2,10 (2H, m), 2,25 (3H, c), 2,30-2,41 (2H, m), 2,48-2,58 (1H, m), 2,77-2,87 (2H, m), 4,33-4,41 (1H, m), 7,02
(2H, @, J=8,8I"u), 7,11 (2H, @, J=8,8I'u), 7,38 (1H, g, J=2,4, 8 ,4I'y), 7,64 (1H, A, J=2,4T"v), 8,16 (1H, A, J=8,4Tu).

Mpwvknag 97

3-{4-[(1-umkno neHTUN-4-ninepuauHinjokculdpeHrin}-2,6-aume Tun-4(3H)-xiHazoniHoH



BkasaHy B 3arofoBKy CMofyKy ogepXyBanm LiMKni3alieto, BUKOpUCTOBYo4M 2,6-aumeTun-4H-3,1-6eH30KcasnH-
4-0H i 4-[(1-umnkrnoneHTUN-4-ninepuanHIN)oKcilaHiniH, 3a cnocobom npuknagy 94.

'H AMP (400Mry, CDCl3, 8 Mu.): 1,38-1,49 (2H, m), 1,50-1,63 (2H, M), 1,65-1,76 (2H, m), 1,84-1,95 (4H, m),
2,00-2,11 (2H, m), 2,23 (3H, c), 2,31-2,42 (2H, m), 2,48 (3H, c), 2,48-2,58 (1H, m), 2,78-2,86 (2H, m), 4,334,41
(1H, m), 7,02 (2H, A, J=8,8I"u), 7,11 (2H, g, J=8,8I'u), 7,55 (2H, c), 8,02 (1H, c).

Mpuknag 98

6-xrop-3-{4-[(1-uvkno neHTUN-4-ninepuauHin)okculdeHin}-2-metnn-4(3H)-xiHasoniHoH

BkasaHy B 3arofloBcy Cronyky ofepxysanuM UMKNi3auielo, BUKOPUCTOBYOYM 6-xnop-2-meTun-4H-3,1-
©€eH30kca3nH-4-0H i 4-[(1-umKno neHTU-4-ninepuauHin)okcilaxiniy, 3a cnocobom npuknagy 94.

'H AMP (400Mry, CDCl3s, 8 mu.): 1,37-1,48 (2H, m), 1,50-1,62 (2H, M), 1,65-1,77 (2H, m), 1,84-194 (4H, m),
2,00-2,10 (2H, m), 2,24 (3H, c), 2,30-2,41 (2H, m), 2,48-2,59 (1H, m), 2,78-2,87 (2H, m), 4,33-4,41 (1H, m), 7,02
(2H, @, J=8,8I"u), 7,11 (2H, @, J=8,8I'u), 7,58 (1H, g, J=8,8'y), 7,68 (1H, a8, J=24, 8,8T"yu), 8,19 (1H, A, J=2,8I"u).

Mpuknag 99

3-{4-[(1-umknoneHTn-4-ninepuguHin)okcu1eHin}-6-meTokcn-2-me TMn-4 (3H)-xiHa3oniHoOH

BkasaHy B 3aronoBky CMonyky ofepXysBanv UMKrisauieto, BUKOPUCTOBYIOUM 6G-MmeTokcu-2-meTtun-4H-3,1-
©eH30Kca3nH-4-0H i 4-[(1-umKro neHTU-4-ninepuauHin)okcilaniniy, 3a cnocobom npuknagy 94.

'H AMP (400Mry, CDCl3, & mu.): 1,37-1,48 (2H, m), 1,50-1,62 (2H, M), 1,65-1,77 (2H, m), 1,84-194 (4H, m),
2,00-2,10 (2H, m), 2,23 (3H, c), 2,30-2,41 (2H, m), 2,49-2,58 (1H, m), 2,78-2,87 (2H, m), 3,89 (3H, c), 4,334,41
(1H, m), 7,02 (2H, g, J=8,8I"w), 7,11 (2H, g, J=8,8I'y), 7,33 (1H, aa, J=2,8, 8,8I'y), 7,58 (1H, A, J=8,8I'u), 7,61 (1H,
n, J=3,2l'u).

Mpwuknag 100

3-{4-[(1-umknoneHTnn-4-ninepmauHin)okculderin}-2-meTmnnipnao[2,3-dnipumignH-4 (3H)-oH

BkasaHy B 3aronoBky CMonyky ofepxysanu uuknisauieto, BukopucToByloun 2-metun-4H-nipugo[2,3-
1][1,3]okcaguH-4-oH i 4-[(1-umknoneHTUR-4-ninepuanHin)okcilaHiniH, 3a cnocobom npuknagy 94.

'H AMP (400Mry, CDCl3, & mu.): 1,37-1,48 (2H, m), 1,49-1,63 (2H, M), 1,64-1,74 (2H, m), 1,83-193 (4H, m),
2,00-2,10 (2H, m), 2,34 (3H, c), 2,29-2,40 (2H, m), 2,49-2,58 (1H, m), 2,78-2,88 (2H, m), 4,33-4,41 (1H, m), 7,04
(2H, @, J=8,8I'u), 7,12 (2H, g, J=8,8I'y), 7,39 (1H, pg, J=4,0, 7,6Iu), 8,56 (1H, ag, J=2,4, 7,6Tu), 8,96 (1H, aa,
J=24,4.8lu).

Mpuknag 101

3-{4-[(1-umknoneHTnR-4-ninepuanHin)okcu]derin}-2-meTunnipngo[4,3-dnipumignH-4 (3H)-oH

BkasaHy B 3arofioBKy CrofyKy odepxyBanu y BUrnsgi TBepdoi peqoBuHn binoro kombopy (T. nn.: 140-143°C)

uuknisadieto, BUKOPUCTOBYIOUN 2-metun-4H-nipugo(4,3-d][1,3]okcasnH-4-oH i 4-[(1-umknoneHTnM-4-
ninepuanHin)okcilaniniv, 3a cnocobom npuknagy 94, 3 noganbLUO NepekpucTanisauieto (eTvnaueTat/aieTMnoBun
edip).

'H AMP (400Mry, CDCl3, & Mu.): 1,39-1,49 (2H, m), 1,49-1,63 (2H, m), 1,64-1,78 (2H, m), 1,83-1,95 (4H, m),
2,00-2,12 (2H, m), 2,29 (3H, c), 2,32-2,45 (2H, m), 2,50-2,61 (1H, m), 2,78-2,88 (2H, m), 4,34-4,41 (1H, m), 7,05
(2H, @, J=8,8I'u), 7,13 (2H, g, J=8,8I'u), 7,47 (1H, g, J=5,6"y), 8,82 (1H, A, J=5,6Tu), 9,45 (1H, c).

Mpuknag 102

6-xrop-3-{4-[(1-umkno neHTn-4-ninepuguHin)okcu]deHin}-2-metTunnipugo[3,4-d]nipymigmn-4 (3H)-oH

BkasaHy B 3aronioBky Crofiyky ofepxysanu uuKnisauieto, BUKOPUCTOBYOUN 6-xrop-2-meTun-4H-nipuno(3,4-
d][1,3]okcaguH-4-oH i 4-[(1-umknoneHTUN-4-ninepuanHin)oKcilaHiniH, 3a cnocobom npuknagy 94.

'H AMP (400Mry, CDCl3, & mu.): 1,37-1,48 (2H, m), 1,50-1,62 (2H, M), 1,65-1,76 (2H, m), 1,83-1,94 (4H, m),
2,00-2,10 (2H, m), 2,28 (3H, c¢), 2,32-2,42 (2H, m), 2,48-2,58 (1H, m), 2,78-2,87 (2H, m), 4,33-4,41 (1H, m), 7,04
(2H, @, J=8,8I'u), 7,10 (2H, g, J=8,8I'u), 8,03 (1H,c), 8,88 (1H, c).

Mpuknag 103

3-{4-[(1-umkno neHTUN-4-nine puguHinjokcu]deHrin}-2-metunnipuao[3,4-dnipumianH-4 (3H)-oH

BkasaHy B 3arorfioBKy CMOJlyKy OAepXyBanM KaTamniTU4HUM BiAHOBNEHHAM 6-xrop-3-{4-[(1-uuknoneHTun-4-
ninepuauHin)okculdeHin}-2-metunnipngo[3,4-djnipumianH-4(3H)-oHy,  cuHTe3oBaHoro B nmpuknagi 102,
BUKOPUCTOBYIOUM Nanadin Ha akTMBOBaHOMY BYTinmi sk KaTanizatop, B MPUCYTHOCTI TpUeTUNamiHy.

'H AMP (400Mry, CDCl3, 8 mu.): 1,40-1,64 (4H, m), 1,65-1,79 (2H, M), 1,84-1,99 (4H, m), 2,01-2,10 (2H, m),
2,29 (3H, c), 2,37-2,45 (2H, m), 2,49-2,64 (1H, m), 2,78-2,87 (2H, m), 4,33-4,47 (1H, m), 7,03 (2H, g, J=8,8I'u), 7,12
(2H, @, J=8,8I'u), 8,00 (1H, @, J=5,2I'u), 8,65 (1H, g, J=5,2I'y), 9,10 (1H, c).

Mpuknag 104

3-{4-[(1-umknobyTnn-4-ninepuauHin)okcu]deHin|-2,5-aume Tun-4 (3H)-xiHazoniHoH

(1) OpepxanHs 4-[(1-unknobyTnn-4-nine puanHin)okcilaniniHy

LiincoBy cronyky opepxXyBamv Yy BuUrnsgi TBepAoi PeYOBUHW SICHO-KOPWUYHEBOrO KOMbOPY 3a Crocobom
npuknagy 94, BukopuctoByloun 4-(4-HiTpodbeHoKCU)MinepuamH i UMKNoOGyTaHOH K BUXigHI peyoBuHW. 4-[(1-
Linkno6yTtnn-4-ninepuaunHin)okcilaHiniH MOHOTO3MNaTy TakoX MOXHa ofepxatn obpobkoi opepxaHoro 4-[(1-
LUMKNoOyTUN-4-ninepuanHin)okcilaHiniHy ogHMM ekBiBaneHTOM M-TonyoncynbdoHOBOI kucnotn. BukopuctoBysamnm
4-(4-HiTpOdbeHOKC)MiNepUAaVH, SIKUA CUHTE3YBanM B Npuknagi 94.

(2) OpepxanHs 3-{4-[(1-umknobyTnn-4-ninepuguHinjokculdeHrin}-2,5-gumetmn-4(3H)-xiHazoniHoHy

BkasaHy B 3arofnoBKy CrNofiyKy CUHTe3yBanu y BUrnsai Tsepaoi pevyoBuHu 6inoro konbopy (1. nn.: 142-143°C)
3a crnocobom npuknagy 94, BMKOPUCTOBYHOUM 2-aMiHO-6-MeTUnbeH30MHy KWUCroTy, outoBui aHrigpug i 4-[(1-
UKo Oy TUn-4-nipuguHinjokcilaHiniH Ak BUXiaHI pe4oBuHW, 3 MoAarnbLUIOK NepekpucTarnisadieto (eTunaueTar).

'H AMP (400Mru, CDCl3, 8 Mu.): 1,63-1,75 (2H, M), 1,82-1,96 (4H, M), 1,99-2,10 (4H, m), 2,13-2,22 (2H, m),
2,22 (3H, ¢), 2,58-2,67 (2H, m), 2,69-2,79 (1H, m), 2,81 (3H. c), 4,33-4,40 (1H, m), 7,02 (2H, g, J=8,8I'u), 7,11 (2H,
a, J=8,8Iu), 7,19 (1H, g, J=8,0l"u), 7,48 (1H, g, J=8,0lu), 7,57 (1H, T, J=8,0T ).

Oani AMP gns 4-[(1-unknobyTunn-4-ninepuaunHin)okcilaHininy, Lo BUKOPUCTOBYETLCS OIS OAEpPXKaHHSA CNoSyKu
[OaHoro npuknagy, npeacTaBreHi Hkye.

'H SAMP (400Mru, CDCl3, § M.u.): 1,62-2,10 (12H, M), 2,58-2,65 (2H, m). 2,67-2,76 (1H, m), 3,43 (1H, ywup.c),
4,154,10 (1H, m), 6,62 (2H, g, J=8,8I'y), 6,76 (2H, A, J=8,8I'L).

Oani AMP ans 4-[(1-umkno6yTun-4-nine puamHin)okcilaHiniHy MoHOTO3uUNaTy NpeacTaBneHi HUXKYe.



'H AMP (400Mru, CDCl3/CD30D=4/1, § m.u.): 1,68-1,79 (1H, m), 1,81-1,90 (1H, m), 2,09-2,15 (2H, m), 2,19-
2,27 (2H, m), 2,34-2,43 (5H, m), 2,52-2,61 (2H, m), 2,86-2,93 (2H, m), 3,34-3,44 (3H, m), 4,52 (1H, ywwup.c), 6,70-
6,75 (4H, m), 7,21 (2H, g, J=7,8Tu), 7,79 (2H, A, J=7,8w).

Mpuknag 105

3-{4-[(1-umknobyTnn-4-ninepmamHin)okcudeHin}-5-meTokcn-2-meTmn-4 (3H)-xiHasoniHoH

BkasaHy B 3aronoBky CMofyKy CUHTE3yBanm y BUrnsgi TsepAoi pe4oBUHM SICHO-KOBTOrO Konbopy (T. nn.: 153-
156°C) 3a cnocobom npuknagy 94, BUKOPUCTOBYOYM 2-aMiHO-6-MeTOKCMOEH30MHY KMCMOTY, OLTOBUN aHrigpug, i 4-
(1-umknoOyTUM-4-NiNepUOMHIN)OKCIaHINIH 9K BUXiOHI  pevYoBMHW, 3  MoJanbLIo  MNepekpucTanisadieto
(eTvnaueTat/gieTunosun edip/H-rentan).

'H AMP (400Mry, CDCl3, 8 Mu.): 1,63-1,77 (2H, m), 1,82-1,96 (4H, M), 1,98-2,09 (4H, m), 2,12-2,23 (2H, m),
2,21 (3H, ¢), 2,58-2,67 (2H, m), 2,69-2,79 (1H, m), 3,94 (3H, c), 4,33-4,40 (1H, m), 6,85 (1H, g, J=8,8I'u), 6,99 (2H,
a, J=8,8lu), 7,08 (2H, g, J=8,8I'u), 7,21 (1H, g, J=8,0l'u), 7,62 (1H, T, J=8,0T ).

Mpuknag 106

3-(4-[(1-umknobyTnn-4-ninepuauHin)okcu]geHin}-2-metmn-5-tpucdTopme mn-4 (3H)-xiHazoniHoH

BkazaHy B 3arofioBKy CroslyKy CUHTE3yBamm y BUrNsgi TBepaoi pevoBuHM 6inoro konbopy (T. nn.: 132-134°C)
3a crnocobom npuknagy 94, BUKOPUCTOBYHOUMN 2-aMiHO-6-TpudpTopmeTMnOeH30MHY KUCIOTY, OLTOBWIA aHrigpug i 4-
[(1-umnknoByTUN-4-ninepuamnHin)okcilaHiniH K BUXiAHI pevyoBMHK, 3 MOAanbLUIOK NepekpucTarnisauieto (eTunaueTar).

'H AMP (400Mry, CDCl3, & Mu.): 1,63-1,77 (2H, m), 1,82-1,96 (4H, M), 1,98-2,09 (4H, m), 2,13-2,23 (2H, m),
2,26 (3H, c), 2,58-2,66 (2H, m), 2,70-2,79 (1H, m), 4,33-4,40 (1H, m), 7,01 (2H, g, J=8,8T'u), 7,12 (2H, g, J=8,8IL),
7,77 (1H, g, J=8,0l'y), 7,82-7,88 (2H, m).

Mpwknag 107

5-xnop-3-{4-[(1-umknobyTunn-4-ninepunaunin)okcu]derin}-2-metmn-4(3H)-xiHazoniHoH

BkasaHy B 3arofioBky CMoNnyky ofepXyBaru 3a crnocobom npuknagy 94, BUKOPUCTOBYHOYM 2-aMiHO-6-
Xrnop6eH30MHY KUCTOTY, ouToBUIA aHrigpvg i 4-[(1-unknobytun-4-ninepuanHin)okcilaHinin sk BUXigHI pe4oBUHN.

'H AMP (400Mry, CDCl3, 8 Mu.): 1,63-1,77 (2H, m), 1,82-1,96 (4H, M), 1,99-2,09 (4H, m), 2,13-2,23 (2H, m),
2,23 (3H, c), 2,58-2,66 (2H, m), 2,69-2,79 (1H, m), 4,33-4,40 (1H, m), 7,00 (2H, g, J=8,8I'u), 7,12 (2H, g, J=8,8IL),
7,43 (1H, oa, J=1,6, 7,2'y), 7,52-7,61 (2H, m).

Mpuknag 108

3-{4-[(1-umknobyTnn-4-ninepuguHin)okcu]deHin}-2-metunnipugo[4,3-d]nipymigmn-4 (3H)-oH

BkasaHy B 3arofioBKy crornyky ogepKyBanu 3a cnocobom npuknagy 94, BUKOPUCTOBYHOUN 4-aMiHOHIKOTUHOBY
KMUCIOTY, OUTOBUIA aHrigpua i 4-[(1-umknobyTnn-4-ninepuanHin)okcilaHiniH sk BUXigHi pe4oBuHK.

'H AMP (400Mry, CDCl3, & Mu.): 1,63-1,77 (2H, M), 1,82-1,96 (4H, M), 1,99-2,11 (4H, m), 2,14-2,24 (2H, m),
2,29 (3H, c), 2,60-2,68 (2H, m), 2,70-2,80 (1H, m), 4,33-4,41 (1H, m), 7,03 (2H, g, J=8,8I'y), 7,11 (2H, A, J=8,8I"w),
7,47 (1H, g, J=5,2l"y), 8,82 (1H, A,1=5,2I4),9,45(1H,c).

Mpuknag 109

3-{4-[(1-umknobyTnn-4-ninepuguHin)okcu]deHin}-2-etunnipmngo[4,3-dnipumignt-4 (3H)-oH

BkasaHy B 3aronoBKy CMoOsyKy CUHTE3yBarm y BUrNsa4i Teepaoi pevoBuHn Ginoro konsopy (T. nn.: 186-189°C)
3a crnocobom npukrnagy 94, BUKOPUCTOBYHUM 4-aMiHOHIKOTMHOBY KWUCMOTY, MNpOMiOHOBWIA aHrigpug i 4-[(1-
uMknoOyTun-4-ninepuanHin)okcilaHiniHh -~ Ak BUXiOHI  PeYOBMHM, 3  MOdanbWol  MepekpucTanisauieto
(eTvnaueTat/gieTunosun edip).

'H AMP (400Mry, CDCl3, & mu.): 1,23 (3H, T, J=7,2l0), 1,64-1,78 (2H, m), 1,83-1,97 (4H, m), 2,00-2,11 (4H,
M), 2,14-2,23 (2H, m), 2,49 (2H, kB, J=7,2l"u), 2,60-2,68 (2H, m), 2,70-2,80 (1H, m), 4,36-4,42 (1H, m), 7,06 (2H, A,
J=8,8lu), 7,13 (2H, g. J=8,8Iu), 7,53 (1H, A, J=6,0I"y), 8,84 (1H, A, J=6,0l'y), 9,47 (1H, c).

Mpuknag 110

3-{4-[(1-umknobyTnn-4-nine puguHin)okcu]deHin}-2-metunnipuao[2,3-dnipumignH-4 (3H)-oH

BkasaHy B 3arofioBKy Crosyky ogepxysanm 3a crnocobom npuknagy 94, BUKOPUCTOBYHOUM 2-aMiHOHIKOTUHOBY
KUCMOTY, OLTOBUIA aHrigpug i 4-[(1-umnknobyTnn-4-ninepuaunHin)okcilaniniH sk BUXigHi pe4oBUHM.

'H AMP (400Mry, CDCl3, 8 MM.): 1,63-1,77 (2H, m), 1,82-1,95 (4H, M), 1,99-2,11 (4H, m), 2,15-2,23 (2H, m),
2,34 (3H, c), 2,60-2,68 (2H, m), 2,70-2,80 (1H, m), 4,33-4,41 (1H, m), 7,03 (2H, g, J=8,8I'u), 7,12 (2H, A, J=8,8'w),
7,39 (1H, g, J=4,4, 8,0Ty), 8,56 (1H, g, J=2,0, 7,6I'u), 8,96 (1H, oa, J=24, 4,8'w).

Mpuknag 111

3-{4-[(1-umknobyTnn-4-ninepuauHin)okcu]deHin-2-eunnipmupo([2,3-dnipumiguH-4 (3H)-oH

BkasaHy B 3arornoBKy CMosyKy CUHTE3yBarm y BUrNSAi TBepaoi peyoBuHM Ginoro konbopy (T. nn.: 146-148°C)
3a crnocobom npukriagy 94, BUKOPWUCTOBYHYM 2-aMiHOHIKOTMHOBY KWUCMOTY, MponioHoBWW aHrigpug i 4-[(1-
uuknobyTnn-4-ninepuanHin)okcilaniniy, 3 noganbLLUoo nepekpucTanisadieto (eTunaueTat/aieTunosui edip).

'H AMP (400Mry, CDCls, 8 mu.): 1,30 (3H, T, J=7,2l0), 1,65-1,75 (2H, m). 1,82-1,95 (4H, m), 1,99-2,11 (4H,
M), 2,14-2,23 (2H, m), 2,51 (2H, k8, J=7,2'y), 2,60-2,68 (2H, m), 2,70-2,79 (1H, m), 4,34-4,41 (1H, m), 7,02 (2H, g,
J=8,8lu), 7,10 (2H, g, J=8,8T"w), 7,39 (1H, ag, J=4,4, 8,8I'u), 8,57 (1H, aa, J=2,0, 8,0'u), 8,96 (1H, og, J=24,
4,8y).

Mpuknag 112

6-xrnop-3-{4-[(1-umknobyTnn-4-ninepuauHin)okcu]deHin}-2-metmnnipnao[3,4-dnipymiann-4 (3H)-oH

BkasaHy B 3arofioBky CroNnyky ofepxyBarm 3a crnocobom npuknagy 94, BUKOPUCTOBYHOYM 5-amiHO-2-
XIOPi3OHIKOTUHOBY KMUCMOTY, oOUTOBUA aHrigpvg i 4-[(1-umknobyTun-4-ninepuanHin)okcilaHiniH - sk BUXigHi
peYoBUHM.

'H AMP (400Mru, CDCl3, & Mu.): 1,63-1,77 (2H, m), 1,82-1,96 (4H, M), 1,99-2,11 (4H, M), 2,14-2,22 (2H, m),
2,28 (3H, c), 2,60-2,68 (2H, m), 2,70-2,79 (1H, m), 4,33-4,41 (1H, m), 7,02 (2H, g, J=8,8I'u), 7,10 (2H, g, J=8,8IL),
8,03 (1H, c), 8,87 (1H, c).

Mpwknag 113

6-xrop-3-{4-[(1-umknobyTnn-4-ninepuauHin)okcu]deHin-2-etunnipmnao[3,4-dnipumignH-4 (3H)-oH

BkasaHy B 3arofioBky CMoNnykKy ofepXyBaru 3a crnocobom npuknagy 94, BMKOPUCTOBYHOYM 5-amiHO-2-
XINOPIi3OHIKOTMHOBY KWCIOTY, NPOMiOHOBUWA aHrigpug, i 4-[(1-uvkno®yTun-4-ninepuanHin)okcilaHiniH gK BUXigHi
pEeYOoBUHM.



'H AMP (400Mry, CDCl3, 8 Mu.): 1,23 (3H, T, J=7,6I0), 1,62-1,75 (2H, m), 1,82-1,95 (4H, m), 1,99-2,10 (4H,
M), 2,10-2,24 (2H, m), 2,46 (2H, kB, J=7,2lu), 2,60-2,68 (2H, m), 2,70-2,79 (1H, m), 4,34-4,41 (1H, m), 7,02 (2H, A,
J=8,8lu), 7,08 (2H, g, J=8,8Iy), 8,03 (1H, c), 8,91 (1H, c).

Mpuknag 114

3-{4-[(1-umknobyTnn-4-ninepmauHin)okcudeHin)-2-meTunTpuao[3,4-d]nipumignH-4 (3H)-oH

BkasaHy B 3arofioBKy CMONyKy ogepXyBarm y BUrnagi TBepAoi pe4oBUHN SICHO-XXOBTOrO konbopy (T. nn.: 169-
171°C) kaTaniTuiyHuM BigHOBMEHHAM 6-xrop-3-{4-[(unknobyTun-4-ninepuanHin)okculdeHin}-2-metunnipuaol[3,4-
d]nipumigun-4(3H)-oHy, cuHTe3oBaHoro B npuknagi 112, B eTunaueTaTti, BMKOPUCTOBYOHMM Managin Ha
aKTMBOBaHOMY BYrinmi §K Kartanisatop, B MPUCYTHOCTI TpueTunamiHy, 3 rnoJanbLiol nepekpucTanisadieto
(eTvnaueTat/gieTunosun edip).

'H AMP (400Mry, CDCl3, 8 Mu.): 1,63-1,77 (2H, m), 1,82-1,95 (4H, M), 1,99-2,11 (4H, m), 2,15-2,23 (2H, m),
2,29 (3H, c), 2,60-2,69 (2H, m), 2,73-2,83 (1H, m), 4,36-4,43 (1H, m), 7,03 (2H, g, J=8,8I'u), 7,12 (2H, g, J=8,8IL),
8,01 (1H, ag, J=0,8, 5,6I'y), 8,65 (1H, g, J=5,2I"u), 9,09 (1H, g, J=0,8I"L).

Mpuknag 115

3-{4-[(1-umknobyTnn-4-ninepuauHin)okcu]deHin}-2-eunnipnao[3,4-dnipymiann-4 (3H)-oH

BkasaHy B 3arofioBKy CroSyKy ofepXyBarm kaTtaniTu4HUM BigHOBMEHHsSM 6-xnop-3-{4-[(1-umknobytnn-4-
ninepuauvHin)okcu]geHin-2-etunnipnao[3,4-dnipymignH-4(3H)-oHy, CUHTE30BaHOIo B npuknagi 113,
BUKOPUCTOBYIOUM Nanagin Ha akTMBOBaHOMY BYTinmi sk kaTaniaatop, B MPUCYTHOCTI TpUeTUNaMiHy.

"H AMP (400Mru, CDCl3, 8 mu.): 1,23 (3H, T, J=7,2I0), 1,65-1,75 (2H, m), 1,82-1,96 (4H, m), 2,00-2,11 (4H,
M), 2,14-2,23 (2H, m), 2,48 (2H, kB, J=7,6l'U), 2,60-2,68 (2H, m), 2,70-2,79 (1H, m), 4,33-4,42 (1H, m), 7,02 (2H, g,
J=8,8Iu), 7,10 (2H, g, J=8,8I'u), 8,00 (1H, aa, J=0,8, 5,2I'y), 8,64 (1H, A, J=5,2I'u), 9,13(1H, g, J=0,8T).

Mpuknag 116

2-beHin-3-[4-(3-ninepunauH-1-innpo nokcu)deHin]-4 (3H)-xiHazoniHoH

(1) OpepxaHHsa 2-deHin-4H-3,1-6eH30kcasnH-4-0Hy

AHTpaHinosy kucrnoTy (1,0r, 7,29Mmornb ) po3ynHsanm B nipuguHi (10mn), noBinbHO AoAaBanm Ha NbOAsHiA GaHi
6ensoinxnopug (1,13r, 8,02mmonb) i nepemiwyBanm npu 50°C npoTArom Hodi. PO34uHHMK BigraHsnu npu
3HIWKEHOMY TUCKY, 3anuLUOK PO34uHANM B Ge3BogHOMY MeTuneHxnopuvgi (20mn), gogaBanu Ha nboAsHin OaHi
okcaninxnopug (925wr, 7,29Mmorb) i KataniTM4Hy KinbkicTe auMeTundopMamigy i nepemiwlyBanmm npu KiMHaTHil
Temnepatypi npotarom 4 roavH. [opaBanmyM HacudeHudi BOZHUIM PO3YMH rigpokapOboHaTy HaTpilo, Cymill
eKcTparyBanM MeTWUNIEHXIIOpMAOM | opraHiyHy pady cywmnu 6e3BogHvMM cynbdatomM HaTpito. PO34YMHHUMK
BiAraHsAMM npu 3HWKEHOMY TUCKY, 3aMvLLIOK NpomMmuBamy AdieTunosum edipom/rentaHoMm i LinboBy cronyky (3,13r,
69%) ogepxyBamm y BUrnaai TBepAoi PEHOBUHM SICHO-KOBTOTO KObOpY.

(2) OpepxaHHsa 2-deHin-3-[4-(3-ninepuamnH-1-innponokcu)deHrin]-4 (3H)-xiHasoniHOHy

BkasaHy B 3aronioBky CrofyKy oOAepxyBanv uwuknisaudieto 2-deHin-4H-3,1-6eH3okcasnH-4-oHy i 4-(3-
ninepuauH-1-innponokci)aniniHy 3a cnocobom npuknaay 18(2).

'H AMP (400Mry, CDCls, & mu.): 1,41-1,50 (2H, m), 1,54-1,62 (4H, m), 1,90-199 (2H, m), 2,34-2,42 (4H,
ywwmp.c), 2,44 (2H, 1, J=7,2l'u), 3,94 (2H, 1, J=6,4I"u), 6,79 (2H, g, J=8,8I'u), 7,01 (2H, g, J=8,8I'y), 7,19-7,25 (3H,
m), 7,30-7,34 (2H, m), 7,48-7,53 (1H, m), 7,77-7,80 (2H, m), 8,33 (1H, A, J=8,4Tw).

Mpuknag 117

unc-2-metun-3-(4-{[4-(1-niponignHin)uuknorekcunjokcundeHin)-4(3H)-xiHazoniHoH i TpaHc-2-meTun-3-(4-{[4-
(1-niponiguHin)uunknorekcunjokcuderin)-4(3H)-xiHazoniHOH

(1) OpepxaHns 1,4-giokcacnipo[4.5]aekan-8-ony

1,4-piokcacnipo[4,5]aekan-8-oH (1,0r, 6,40Mmonb) po3uumHarm B MeTaHoni (10mn), nosinmbHO AopasBanm
6oprigpua Hatpito (242wr, 6,40MMorb) | NepemillyBany Mpu KiMHaTHIA TemnepaTypi npoTaroM 5 xsunuH. Cymiw
OXONOKYBanNM Ha NboasiHi 6aHi, fogasamm 10% BOAHUIA PO3YMH XIIOPUCTOBOAHEBOI KUCMOTK i XJIOpMAy HaTpIlO i
CyMilWw ekcTparyBamm etunauetatom. OpraHiyHy dady mpoMuBanM HacMYeHUM CONbOBUM PO3YMHOM i CyLLMMM
6e3BogHMM cynbdatoM HaTpito. CynbdpaT HaTpito BiadinbTpoBYBaTU i NPOAYKT KOHLEHTPYBANU NPy 3HWKEHOMY
TUCKY 3 OfAepXXaHHAM LinboBoi cronyku (614mr, 61%) y BUrnsigi MacnsHMCTOT pe4OBUHN ICHO-KOBTOIO KOMbOPY.

(2) OpepxaHHs 2-meTnn-3-{4-[(4-okcoumkrorekcun)okcudeHint-4 (3H)-xiHazoniHoHy

2-meTtun-3-(4-rigpokcundeHin)-4-(3H)xiHasoniHoH (665mr, 2,63mMmornb). 1,4-giokcacnipo[4,5]aekaH-8-om (500mr,
3,16mmorb) | TpudpeHindocdiH (1,03r, 3,96mMmonb) posuuHaniM B 6Ge3BogHoMmy TeTparigpodypaHi (5mn) i
OXONiofpKyBamM Ha nbodsHin GaHi. Jogasanu no kpannax npu 0°C giisonponinasogvkap6okcunat (777mkn,
3,96mmorb) i nepemiwlyBanu npu KiMHaTHi Temnepatypi npotarom 48 rogvH. [ogasanu AucTunboBaHy BoAy i
cymiw ekcTparyBanu eTtunauyeTtatoM. OpraHiyHy a3y npomvBanM HacU4eHWM COSbOBMM PO3YMHOM, 3arMLLIOK
oynLann KOMOHKOBOK Xxpomartorpadieto Ha cunikareni (rekcan/etunaueTtar=2/8-0/10), ogepxyBamm 3axuLLeHy
CMONyKy KeTano i MoTiM 3giicHioBamM BupganeHHs 3axucTy. o 3anuwky gopaBarmu 10% BOOHWMIA PO3YMH
XIOPUCTOBOAHEBOI KUCIOTH | NepemiLlyBarnu npu KiMHaTHIN TeMmnepartypi npoTarom 3 roavH. [loaasanv 2H BOAHWN
PO3YMH TrigpoKcMay HaTpilo i cymiw ekcTparyBanu eTumnauetatom OpraHidHy ¢asy npoMuBanM HacudeHuMm
COMbOBMM PO34YMHOM i CyLLIMm 6e3BOAHMM CcyrnbdaToM HaTpito. [NpodyKT ovmLlany KOIOHKOBOK XpomaTorpadieto
Ha cunikareni (xnopodopm/mMeTaHon=20/1) 3 ogepxaHHAM uinboBoi cronyku (511mr, 49%) y Burnagi TBepgoi
PEYOBMHM  SICHO-OpaHKeBOro Kombopy. 2-MeTun-3-(4-rigpokcudeHin)-4-(3H)xiHasoniHOH cuHTesyBanmuM 3a
cnoco6om npuknagy 1(1)i-(2).

(3) OpepxaHHsa uuc-2-meTtun-3-(4-{[4-(1-niponigunin)umknorekcumnjokcuydeHin)-4(3H)-xiHa3oniHOHY i TpaHc-2-
meTun-3-(4-{[4-(1-niponiamHin)umknorekcunjokcudeHrin)-4(3H)-xiHazoniHoHy

2-meTun-3-{4-[(4-okcouuknorekcun)okcu]deHin}-4(3H)-xinazoniHoH (484mr, 1,39Mmonb) i miponignH (99w,
1,39MMoOrb) PO3UMHAMM Y BOAHO-MeTaHOMbHOMY po3unHi (1,7mn) 0,5M xrnopwmay unHky(ll)/uiaHoboprigpuay HaTpito
i nepemilyBanu npu KiMHaTHIN TeMmnepaTypi npoTtarom 3 roavH. [logasanu 2H BOAHUA PO3YUH rigpokcuay HaTpito i
cymiw ekctparyBanu etunauvetatom OpraHiyHy dady npomMmBanm HaCMYEHWM COSTbOBMM PO3YMHOM i CyLUMIM
6e3BogHMM  cynbdpatom  HaTpito. [lpoAyKT —ouMwanM  KOSIOHKOBOK — Xpomatorpadpieto  Ha  cunikareni
(rekcaH/etTunaueTtat=8/2-5/5) i BignosigHo ogepxyBamm uwuc-isomep (260mr) i TpaHc-isomep (180mr) BkasaHoi B
3arosioBKy CMonyku y BuUrnsai 6e3dapBHoi TBepAoi pe4OBUHW.

umuc-2-memn-3-(4-{[4-(1-niponiguHin)uuknorekcuniokcu}deHin)-4 (3H)-xiHazoniHOH



'H AMP (400Mry, CDCls, § m.u.): 1,58-1,66 (2H, m), 1,73-1,81 (8H, M), 2,10-2,13 (2H, m), 2,26 (3H, c), 2,61
(4H, ywwmp.c), 4,53 (1H, m), 7,01 (2H, g, J=8,8I'u), 7,11 (2H, g, J=8,8'u), 7,44 (1H, T, J=8,1Tu), 7,65 (1H, A,
J=8,1T'u), 7,74 (1H, 1, J=8,1T"u), 8,24 (1H, g, J=8,1T"u).

TpaHc-2-meTun-3-(4-{[4-(1-niponiguHin)umknorekcunjokcuideHrin)-4 (3H)-xiHazoniHoH

'H AMP (400Mry, CDCls, § m.u.): 1,07-1,66 (4H, m), 1,77-1,81 (4H, m), 2,16-2,06 (4H, m), 2,25 (3H, ¢), 2,61
(4H, ywwup.c), 4,19-4,26 (1H, m), 7,00 (2H, g, J=8,8I'y), 7,11 (2H, g, J=8,8I'u), 7,44 (1H, 1, J=8,1T'y), 7,65 (1H, A,
J=8,1T'u), 7,74 (1H, 1, J=8,1T"u), 8,25(1H, g, J=8,1I"u).

Mpuknag 118

3-(4-[(1-umkno neHTUN-3-niponiguHin)okcu]deHin}-2-metmn-4(3H)-xiHazoniHOH (pauemiyHa cymiLu)

1-6eH3un-3-nipon igMHOH BigHOBMOBanM 60p rigpuaom Hatpito 3a cnocoboM npuknagy 117-(1) | ogepxyBanm
LiNbOBY CMONYKY.

(2) OpepxaHHs 3-{4-[(1-6eH3nn-3-niponiguHin)okcu]deHin}-2-metmn-4(3H)-xiHasoniHy

1-6eH3un-3-niponiguHon i 2-meTnn-3-(4-rigpokcundeHrin)-4-(3H)-xiHazoniHOH nigoaBanu peakuii eTepudikauii
MiuyHoOy i opepxyBamu, TakMM YMHOM, UinboBYy crionyky. 2-Metun-3-(4-rinpokcudeHin)-4-(3H)-xiHazoniHoH
CuHTE3yBamm 3a cnocobom npuknagy 1(1) i -(2).

3) OpepxanHs 3-{4-[(3-niponiguHin)okcu]deHin}-2-meTmn-4(3H)-xiHazoniHOHY

LlincoBy crnomyky ogepXyBanu kaTaniTudHum BigHoBReHHSM 3-{4-[(1-6eH3un-3-niponiguHin)okcu]deHnin}-2-
mMeTun-4(3H)-xiHa3oniHOHY, BUKOPMCTOBYHOUM MiQPOKCUA Nanagito Sk katanisaatop B MeTaHori.

(4) OpepxaHHa 3-{4-[(1-uvknoneHTUN-3-niponigunHinjokcu]deHrin}-2-metmn-4(3H)-xiHazoniHoHy  (pauemivyHa
CyMiLLl)

BkasaHy B 3arofioBky Cronyky ogepXyBanu BiAHOBHUM amiHyBaHHSM 3a crocobom npuknagy 88-(3),
BuKkopwmcToBytoumn 3-{4-[(3-niponiguHin)okcu]deHin}-2-metnn-4(3H)-xiHa3oniHOH i LWKIO NeHTaHOH.

'H AMP (400Mry, CDCl3, 8 Mu.): 1,45-1,57 (2H, m), 1,70-1,73 (4H, m), 1,72-1,85 (2H, m), 1,83-2,04 (1H, m),
2,25 (3H, c), 2,31-2,36 (1H, m), 2,46-2,52 (1H, m), 2,562-2,61 (1H, m), 2,79-2,84 (2H, m), 3,00-2,97 (1H, m), 4,82-
4,87 (1H, m), 6,96 (2H, g, J=8,8I'y), 7,12 (2H, g, J=8,8I'y), 7,44 (1H, 1, J=8,1Tw), 7,64 (1H, A, J=8,1T'u), 7,74 (1H,
T, J=8,1l"y), 8,24(1H, g, J=8,1Tu).

Mpuknag 119

3-{4-[(1-umknobyTnn-3-niponigunHin)okcu]deHin}-2-metn-4(3H)-xiHazoniHOH (paueMiyHa CymiLwy)

BkazaHy B 3aronoBky Cronyky OEPXyBanuM BiAHOBHMM aMmiHyBaHHAM 3a crnocobom npuknagy 118,
BukopucToBytoumn 3-{4-[(3-niponiguHin)okcu]deHin}-2-meTni-4(3H)-XiHa3oniHOH i LMKNoByTaHOH.

'H AMP (400Mrw, CDCl3, § m.u.): 1,68-1,78 (2H, m), 1,94-2,07 (5H, m), 2,25 (3H, c), 2,30-2,35 (1H, m), 2,46-
,52 (1H, m), 2,71-2,76 (2H, m), 2,86-2,91 (1H, m), 2,93-3,00 (1H, m), 4,83-4,87 (1H, m), 6,96 (2H, g, J=8,8IL),
12 (2H, g, J=8,8I'u), 7,44 (1H, 1, J=8,1T"w), 7,64 (1H, g, J=8,1T'u), 7,74 (1H, 1, J=8,1I"y), 8,24 (1H, A, J=8,1Tw).

Mpuknag 120

3-{4-[(1-umknoneHTnN-4-asenaHin)okcu]deHrin}-2-memmn-4(3H)-xiHazoniHOH (pauemiyHa CymiLL)

(1) OpepxxaHHs 3-{4-[(4-a3enaHin)okcu]deHrin}-2-meTnn-4(3H)-xiHaszoniHoHy

2-metun-3-(4-rigpokcundenin)-4(3H)xiHasoniHoH i 1-(TpeT-OyToKcuKapboHin)-4-rigpokciasenaH  niggasanm
peakuii eTepudikauii MiuyHoOy 3a cnocobom npuknagy 117(2) i uinboBy cCrnonyky oAepXyBanmu BUOANEHHSM
3axMcTy 3 BMKOPWUCTaHHAM  TpudptopouTtoBoi  kucrnotv.  2-Metnn-3-(4-rigpokcudeHiny-4(3H)xiHazoniHoH
CUHTE3YBamM, sk ykasaHo B npuknagi 1(2).

(2) OpepxaHns  3-{4-[(1-umknoneHTUN-4-a3enaHin)okcu]deHin}-2-meTun-4(3H)-xiHasoniHoHy  (pauemiyHa
CyMiLLl)

BkasaHy B 3arorfioBky CMoSykKy OJepXyBarM BigHOBHUM amiHyBaHHsM 3a crocobom npuknagy 117(3),
BUKopucToBytoumn 3-{4-[(4-a3enaHin)okcu]deHin}-2-metmn-4(3H)-xiHa30niHOH i LMKIIONEHTaHOH.

'H AMP (400Mry, CDCl3, & Mu.): 1,47-1,59 (4H, m), 1,63-1,75 (2H, m), 1,83-1,97 (4H, m), 2,02-2,16 (2H, m),
2,17-2,28 (5H, m), 2,73-2,87 (2H, m), 2,88-297 (2H, m), 2,98-3,07 (1H, m), 4,57-4,64 (1H, m), 6,97 (2H, g,
J=8.8lu), 7,11 (2H, g, J=8,8I'u), 7,43 (1H, 7, J=8,0l'y), 7,64 (1H, g, J=7,2T'u), 7,73 (1H, 1, J=7,2l'u), 8,23 (1H, 4,
J=8,0l"u).

Mpuknag 121

3-{4-[(1-umknobyTnn-4-azenaHin)okculdpeHin}-2-metmn-4(3H)-xiHa3oniHoH (pauemivyHa cymiLl)

BkazaHy B 3arofioBky CroONyKy OJepXyBanM BiQHOBHUM aMmiHyBaHHAM 3a crocobom npuknagy 120,
BUKOpUCTOBYHOUM 3-{4-[(4-a3enaHin)okcu]deHin}-2-MmeTnn-4(3H)-xiHa3oniHOH i UMKMOBGYTaHOH.

'H AMP (400Mry, CDCl3, 8 Mu.): 1,56-1,69 (4H, m), 1,80-1,89 (4H, m), 1,98-2,06 (2H, m), 2,08-2,19 (2H, m),
2,24 (3H, c), 2,39-2,50 (2H, m), 2,53-2,62 (2H, m), 2,85-2,95 (1H, m), 4,54-4,61 (1H, m), 6,96 (2H, g, J=8,8I'u), 7,10
(2H, @, J=8,8I'u), 7,43 (1H, 1,J=8,0l"y), 7,63 (1H, g, J=7,2T'u), 7,72 (1H, 1, J=7,2I"y), 8,23 (1H, g, J=8,0I ).

Mpuknag 122

3-meTun-2-{4-[3-ninepuanH-1-innpo nokculdeHin}-1(2H)-izoxiHo niHoH

(1) OpepxanHs 3-(1-rigpokcieTun)-2-6eH3odypaH-1(3H)-oHy

Po3sunH pgiisonponinamigy nitito (26,9vmone) B 6e3BogHoMy TeTparigpodypani (100mn) oxonomkysanm ao -
78°C B noToui a3oTy i AogaBanu no kpamnsax po3yuH dTanigy (3,0r, 22, 4mmors) B TeTparigpodypati (100mn).
Micna nepemiwyBaHHa npy -78°C npoTarom 30 xBUNMMH MOBINbHO AoAaBarm auetanbgerig (1,19r, 26,9MMorb) i
nepemiwysanu npu -50°C npotarom 4 roguH. lNicns nigBULEHHA TeMnepaTypyu OO KiMHaTHOI Temneparypu
Jofasanu  OUCTUIbOBaHY BOAY | Cywmill ekcTparyBanu etunaudetatom. OpraHiyHy dasy npomusamm
ANCTUIbOBAHOI BOAOK i HACMYEHUM COMbOBMM PO3YMHOM i Cywmim 6e3BogHMM cynbdartoM HaTpito. 3anumiiok
oymLLanu KOJIOHKOBO Xpomatorpadieto Ha cunikareni (rekcaH/etnnaueTtar=4/6) i uinboBy cronyky (1,96r, 49%)
ofepXyBarnm y BUrnsdi MacrstHUCTOrO 3anmLLUKy )XOBTOrO KOfbOopy.

(2) OpepxanHs 3-meTun-1H-izoxpoman-1-oHy

3-(1-rigpokcieTnn)-2-6eH3odypan-1(3H)-oH (1,3r, 7,30MMoMb) i MOHOrigpaT M-TONYONICYNbGOHOBOI KUCIOTH
(3,46r, 18,2MMOnb) po3ymHsnu B Tonyoni (50Mn) i KMN'ATMNK i3 3BOPOTHUM XONOAUNBHUKOM MPOTAroM 4 roAuH.
[onaBany Hacu4yeHWn BOAHWIA PO34MH rigpokapboHaTy HaTpito i Cymiw ekcTparyBanu eTunauetatoM. OpraHivyHy
a3y npomvBanM Hacu4eHUM BOAHUM PO34YMHOM rigpokapboHaTy HaTpilo i HaCMYEeHWM COSlbOBMM PO3YMHOM i
cywmnm ©6e3BogHMM cyrnbdatoM HaTpito. 3anMoK o4vMLanu KOSIOHKOBOK Xpomatorpadpieto Ha cwunikareni
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(rekcaH/etunauetat=10/0-5/5) i uinboBy cronyky (0,64r, 55%) opepxyBamm y BUrfsdi TBEpPAOi PeYOBMHU
OpaHKeBOro KOmbopy.

(3) OpepxxaHHs 2-(2-okconporin)6eH30MHOT KUCIOTU

3-meTun-1H-izoxpoman-1-oH (320mr, 2,0MMOMb) PO34MHANY B eTaHoni (5mn), JodaBanu 2H BOOHUA PO3YMH
rigpokcuagy HaTpito (3mn) i nepemiwysanu npu 80°C npoTarom 5 rogvH. ETaHon BigraHsny npu 3HWKEHOMY TUCKY,
Aopasanu 8H BOAHWIA PO3YMH XMOPUCTOBOAHEBOT KUCMOTU | CyMill ekcTparyBanm eTunaueTtatom. OpraHidHy dasy
cywmnu 6e3BogHMM cynbdaTtom HaTpilo, KOHLEHTPYBanM i CyLUIMmM 3 ogepKaHHAM LinboBoi crionykn (280mr, 79%)
y BUrnsai TBepaol pev4oBUHU XKOBTOMO KOMbOpY.

(4) OpepxxaHHs 2-(4-meTokcudeHin)-3-meTun-1(2H)-izoxiHoniHoHy

2-(2-okconponin)6eH3onHy kucnoTy (100mr, 0,56Mmorb ), 4-meTokciaHiniH (76mr, 0,56MMonb), rigpoxnopug 1-
etn-3-(3-gumeTnnamiHonponin)kap6ogiimigy (0,84mmone) i nipuguH (0,5Mn) po3unHanu B xropodopMi (5mn) i
nepemillyBanu npu KiMHaTHIN TemnepaTypi NpoTaroM Houi. [loaaBanu xrnopodopm, opraHiyHy gasy npomMmvsanm
BOAHVMM PO3YMHOM FMMOHHOI KUCMOTW, BOAHWMM PO3YMHOM rigpoKapOoHaTy HaTpilo i HAaCMYEHUM COMbOBUM
pPO34YMHOM Yy BKasaHOMYy MOPSAKy, i cywmnm 6e3BogHuM cyrnbdatom HaTtpito. MpodykT ouuwanu KonoHKOBOH
xpomatorpadieto Ha cunikareni (rekcan/etunaueTat=10/0-3/7) 3 ogepxaHHAM LinboBOI crnonyku (66mr, 44%) y
BUIMSAAj TBEPAOI PEeYOBMHU SICHO-KOPUYHEBOTO KOSbOpY.

(5) OpepxaHHs 2-(4-rigpokcudeHin)-3-metni-1(2H)-izoxiHo niHOHY

2-(4-meTokcudeHin)-3-metn-1(2H)-izoxiHoniHoH  (56mr,  0,21Mmorb)  posuuHsim B 6e3BogHOMY
MeTuneHxnopuai, nosineHo gogasanu npu -10°C po3umH 1M Tpubpomigy G6opy B MeTuneHxmnopugi (0,63mn) i
nepemillyBann npu KiMHaTHIA Temnepatypi npoTtarom 2 roauwH. [o peakuiiHOl cymiwi gofdaBanuM Hacu4eHun
BOZHUIA PO34UH rigpokapOoHaTy HaTpilo i METUIEHXMOPWA BiAraHANM Npu 3HWKEHOMy TUCKy. [loaaBanm 8H BOAHWN
PO34MH COMSHOT KUCIOTW i TBEPAMWA Ocad BiadinbTpOBYBATU i CyLUMNN 3 OAEPXKaHHAM LinboBoi crionyku (48wr,
91%) y Burnaai 6e3bapsHoi TBEpPAOI PEYOBUHN.

(6) OpepkaHHsa 3-meTun-2-{4-[3-ninepuanH-1-innponokcu]deHin}-1(2H)-i3oxiHoniHOHY

2-(4-rigpokcudpeHin)-3-meTnn-1(2H)-izoxiHoniHOH (30w, 0,12MMmonb), rigpobpomia 1-(3-
6pomnponin)ninepugnyy  (51mr, 0,18vmomb) i kapboHat kanito  (49wvr, 0,36Mmonb) 3MiwyBarm B
anmetundgopmamigi (3mn) i nepemiwysanu npyu 80°C npoTaroM 3 roguH. PO34MHHKK BigraHsnu npu 3HWKEHOMY
TUCKy, AOAABaNV AUCTUIbOBaHy BoAy i CyMiLl ekcTparyBamm eTunauetatom. OpranivHy dasy cywmnm 6e3sogHnmM
cynbdatom HaTpilo i IPOAYKT OYMLLANN KONIOHKOBOI XpomaTtorpadieto Ha cunikareni (xnopodopm/metaHon=20/1)
3 0Jep>KaHHsIM BKasaHoi B 3aronoBky cronyku (18mr, 40%) y Burnsaai 6e3bapBHOi TBepA0i PEHOBUHM.

'H AMP (400Mry, CDCls, § Mu.): 1,41-149 (2H, m), 1,56-1,63 (4H, m), 1,97-2,04 (5H, m), 2,38-2,48 (4H,
ywwmp.c), 2,51 (2H, 1, J=7,0l'y), 4,06 (2H, T, J=6,4T"W), 6,42 (1H, c), 7,01 (2H, @, J=8,8T"u), 7,13 (2H, A, J=8,8IL),
7,39-7,47 (2H, m), 7,63 (1H, 1, J=8,0l"y), 8,37 (1H, A, J=8,0Tw).

Mpuknag 123

2-{4-[(1-umknobyTnn-4-ninepunauHin)okcu]deHin}-3-metmn-1(2H)-isoxiHoniHOH

Peakuito MinyHoOy i peakuito BiZHOBHOrO amiHyBaHHS 3[iMICHIOBANM Yy BkadaHOMY MOPSiAKY 3a Crnocobom
npvknagy 88, BukopucToByloun 2-(4-rigpokcudeHin)-3-metnn-1(2H)-isoxiHoniHOH, N-(TpeT-6yTokcukapboHin)-4-
ninepuanMHON i UMKNOoOYTaHOH SIK BUXIAHI Pe4OBWHK, | ogepxXyBarnu, TakuM YMHOM, BKa3aHy B 3arofloBKy CMOJSyKYy Y
Burnsgi 6e3bapsHoi TBepAoi peyoBuHN. BukopucTtoByBanm 2-(4-rigpokcndeHin)-3-metni-1(2H)-i3oxiHoniHOH, SKu1i
cuHTe3yBamm B npuknagi 122(5).

'H AMP (400Mry, CDCl3, § m.u.): 1,62-1,77 (2H, m), 1,82-1,98 (4H, M), 2,02 (3H, c), 2,02-2,10 (4H, m), 2,16-
2,26 (2H, m), 2,60-2,69 (2H, m), 2,72-2,80 (1H, m), 4,354,42 (1H, m), 6,42 (1H, c), 7,01 (2H, A, J=8,8Tu), 7,13 (2H,
A, J=8,8lu), 7,40-7,44 (2H, m), 7,63 (1H, 1, J=8,0l"u), 8,37 (1H, A, J=8,0I"y).

Mpuknag 124

2-metn-3-[4-{[3-(1-niponignHin)uuknoneHTmnjokcuiderinl-4 (3H)-xiHazoniHoH (TpaHc-i3omep)

(1) OpepxaHHsa 3-{4-[(3-rigpokcuumknoneHTun)okcu]derin}-2-metnn-4(3H)-xiHazoniHOHy

3-(4-rippokcudperin)-2-metn-4(3H)-xinazoniHoH  (300mr,  1,19mmonb), 1,3-umknoneHTaHgion (242wr,
2,37mMmorb) | TpudpeHindocdiH (468mr, 1,78 MMorb) po3unHsanu B TeTparigpodypaHi (3mn), JogasBanm no Kpanssx
npu 0°C pgiisonponinasogukap6okcunat (0,35mn, 1,78Mmonb) i nepemilyBanmM Mpu KiMHaTHIin Temnepartypi
npoTdarom 2 roauvH. [1o peakuinHoi cymiwi godaBanu AMCTUNbOBaHY BOAY i CyMill ekcTparyBanu etunaueraToMm.
OpraHiyHy a3y npoMmBanM HaCMY4EHUM COMIbOBUM PO3YMHOM i CyLuMnm 6e3BOAHMM cyrnbdaTtoM MarHito. MNpoaykTt
oynLLann KOJOHKOBOK Xxpomatorpadieto Ha cwunikareni (rekcad/etunauetat=40/60-0/100) i uinboBy cronyky
(520Mr) ogepxxyBanv y BUrfsAi MacnsHUCTOro 3armMLLKy SSCHO-KOPUYHEBOTO KOMbOPY.

(2) OpepxanHs 3-[4-({3-[(MeTnncynbdoHIN)oKcH]UMKo neHTuMoken)deHin]-2-meTun-4(3H)-xiHazoniHoHy

3-{4-[(3-rippokcuumkroneHTin)okculdeHin}-2-metni-4(3H)-xiHasoniHoH (520mr, 1,19MMmork) | TpueTunamiH
(0,33mn, 2,32MMOfb) 3MillyBanu B MeTUINEHXIOpWAi i oxornompkyBamnm Ha NboasaHiv 6ani. [logasany no kpanmnsix
mesunxmnopug (0,12mn, 1,55mMMork) i nepemiwysanu npotsarom 10 xBUNWH Npu KiMHaTHIM Temnepatypi. o
peakuinHoi cymiwi gofaBanu AUCTUNbOBaHY BoAy i Cymill ekcTparyBanu eTunauetatom. OpradivyHy dasy
MpOMMBanNM AUCTUIbLOBaHOI BOOOI i CyLUMMM 6€3BOAHUM CyMbaToM MarHito. 3anmLLoK KOHLEeHTpYBamm gocyxa i
ofepXyBanu, TakvuM YMHOM, LinboBY cronyky (553mr).

(3) OgpepxaHHa  2-metun-3-[4-{[3-(1-niponigmHin)uuknoneHtmnlokcu}deHin]-4 (3H)-xiHasoniHoHy  (TpaHc-
isomep).

3-[4-({3-[(meTuncynb hoHinjokeuumknoneHTUokcu)deHin]-2-memmn-4 (3H)-xiHasoniHoH (550mr, 1,33Mmorb),
niponiguH (474wmr, 6,7Mmonb) i kapboHat kanito (277wmr, 2,0Mmmonb) 3miwysanu B guMmeTtundpopmamiai (10mn) i
nepemiwysanu npu 80°C npoTtarom Houi. [JogaBanu AucTunboBaHy BOAY i CyMmill ekcTparyBanv eTunaueTaToM.
OpraHiyHy a3y cywmnu 6e3BoaHUM cynbaToM MarHito i oJepXaHui 3anuLloK OouuMLanM KOJIOHKOBOK
xpomartorpadieto Ha cwunikareni (xnopodopm/metaHon=20/1) 3 ogepxaHHAM BKasaHOi B 3arosfiloBKy CrOSyKu
(143wmr) y Burnsigi 6e36apBHOI TBepAOT PeYOBUHM.

2-metun-3-[4-{[3-(1-niponiguHin)umknoneHtnnjokcudeHin]-4 (3H)-xiHazoniHOH (TpaHc-izomep)

'H AMP (400Mry, CDCl3, 8 mu.): 1,57-1,67 (1H, m), 1,78-1,81 (4H, m), 1,85-1,92 (2H, m), 2,03-2,08 (1H, m),
2,14-2,19 (1H, m), 2,22-2,23 (1H, m), 2,24 (3H, c), 2,76-2,83 (1H, m), 4,81-4,86 (1H, m), 6,96 (2H, g, J=8,8'u), 7,11
(2H, @, J=8,8I'u), 7,44 (1H, 1, J=8,1T"v), 7,66 (1H, g, J=8,1Tu), 7,73 (1H, 1, J=8,1T"w), 8,23 (1H, g, J=8,1TL).



Mpuknag 125

3-{4-[3-(7-a3abiunkno[2.2.1]renT-7-nn)nponokculdeHin}-2-metmn-4(3H)-xiHasoniHOH

BkasaHy B 3arofoBKy CrnofyKy ogepxysarnm 3a cnocobom npuknagy 1, BAKOPUCTOBYIOYM aHTPaHINOBY KUCMOTY,
ouTOoBWI aHrigpua, 4-amiHodeHon, 1,3-6pomxnopnponaH i rigpoxnopua 7-a3abiuvkno[2.2.1]rentaHy sik BUXIOHI
pevoBuHu. ligpoxnopug 7-a3abiumkno[2.2.1]rentaHy ogepxysamm crnocobom, ommcaHum B nitepatypi [J. Am.
Chem. Soc, 2003, Vol.125, p.15191].

'H AMP (400Mry, CDCl3, § M.u.): 1,34-1,35 (4H, m), 1,76-1,84 (4H, m), 2,02-2,09 (2H, m), 2,28 (3H, c), 2,59-
2,63 (2H, m), 3,37 (2H, yump.c), 4,12 (2H, 1, J=6,2I'W), 7,04 (2H, g, J=9,0l'u), 7,16 (2H, g, J=8,4T'u), 7,46-7,50
(1H, m), 7,67 (1H, . J=7,8I"y), 7,76-7,80 (1H, m), 8,28 (1H, oA, J=8,6, 1,6IL).

Mpuknag 126

3-{4-[3-(8-a3abiumkno[3.2.1]okT-8-un)nponokcu]deHrin}-2-meTmn-4 (3H)-xiHazoniHoH

(1) OpepxaHHs rigpoxnopuay 8-a3abiumkno[3.2.1]okTaHy

TponaH (1,0mn, 7,44mmornb) po3dmHsnu B Tonyoni (10mn), noeinbHO gogaeanu xropeTunkapboHar (2,2mn,
23mmorb) i cymiw nepemiwysanm npu 80°C npoTarom 24 rogvH. [Jo peakuiiHoi cymiwi goaaBany UCTUbOBaHy
BOAY i Cymill ekcTparyBanu etunauetatoM. OpraHiyHy dasy cywmim i koHUueHTpyBanM 6e3BogHuM cyrnbdatom
MarHito. OgepKaHuii MacisiHUCTUIA 3aNULLOK PO3YMHAIN B KOHLIEHTPOBAaHIN consHivi kucroTi (10mn) i HarpiBanm
npv nepemiwysaHHi npu 100°C npoTarom 2 roguH. PO34MHHWK BigraHsanm npu 3HWKEHOMY TUCKY, OO 3arnuLuKy
AoJaBsanu Tonyon i cymilw nigaasany QUCTUNALIT Npy 3HWXKEHOMY TUCKY 3 OAEpXaHHAM LinboBoi cronyku (820wr,
72%) y Burnagi 6e3bapsHoi TBepOOI pe4OBUHN.

(2) OpepxaHHs 3-{4-[3-(8-a3abiumko[3.2.1]okT-8-nn)nponokcu]deHin}-2-meTmn-4(3H)-xiHazoniHOHY

Bka3zaHy B 3arofioBKy Crosyky ogepxysanm 3a cnocobom npuknagy 1, BAKOPUCTOBYOYM aHTPAHINOBY KUCOTY,
ouTOBUI aHrigpua, 4-amiHodeHon, 1,3-6pomxnopnponaH i rigpoxnopug 8-a3abiumkno[3.2.1]okTaHy sk BWXIOHI
peYoBUHM.

'H AMP (400Mru, CDCls, § m.u.): 1,37-2,06 (12H, m), 2,60 (2H, T, J=7,2L), 3,29 (2H, yump.c), 4,13 (2H, T,
J=6,2l'u), 7,07 (2H, g, J=6,1T'yv), 7,17 (2H, A, J=6,1T"v), 7,46-7,50 (1H, m), 7,69 (1H, g, J=7,8Iu), 7,76-7,80 (1H, m),
8,29 (1H, aa, J=7,8, 1,2I'y).

Mpwknag 127

3-{4-[3-(3,3-audTopniponianH-1-in)nponokcu]deHin}-2-meTnn-5-(tpudp Ttopme Tmn)-4 (3H)-xiHazoniHoH
TpudpTopaueTar

BkasaHy B 3arofoBKy CrofyKy ogepxysanv 3a cnocobom npuknagy 1, BAKOPUCTOBYOYM aHTPAHINOBY KUCHOTY,
ouToBWA aHrigpua, 4-amiHoderon, 1,3-6pomxnopnponaH i rigpoxnopug 3,3-gudpTopniponiaMHy K BUXigHI
peYoBUHM.

'H AMP (400Mru, CDCls, § M.u.): 2,27 (3H, ¢), 2,29 (2H, m), 2,70 (2H, m), 3,58 (2H, aa, J=8,8, 8,8Mw), 3,81
(2H, ywwp.c), 4,02 (2H, m), 4,23 (2H, 1, J=5,6l"'u), 7,17 (2H, g. J=8,8'y), 7,33 (2H, g, J=8,8I'u), 7,95 (3H, m).

Mpwuknag 128

3-(4-{3-[(3R)-3-dbTOpniponignH-1-injnponokcudeHin)-2-me Tmn-5-(Tpudp topme tvn)-4 (3H)-xiHazoniHOH
TpudpTtopaueTar

BkasaHy B 3arofioBky CMoOMyky ogepXyBanu 3a crocobom npwuknagy 1, BMKOPWUCTOBYKOYM 2-aMiHO-6-
(TP TOPMETUN)OEH3OMHY KMCIOTY, OLUTOBMIA aHrigpua, 4-amiHodeHon, 1,3-6pomxsiopnponaH i rigpoxnopug (3R)-
3-cbTOPnipONiANHY SK BUXIOHI PEYOBUHW.

'H AAMP (400Mru, CDCls, § M.u.): 2,20-2,80 (2H, M), 2,28 (3H, ¢), 2,31 (2H, m), 3,20-3,60 (2H, m), 3,53 (2H,
m), 3,804,20 (2H, m), 4,22 (2H, T, J=5,6l"u), 5,49 (1H, g, J=60I'yw), 7,17 (2H, g, J=9,2I'u), 7,32 (2H, g, J=9,2'y),
7,95 (3H, m).

Mpuknag 129

3-{4-[3-(4,4-pudbTopninepuamH-1-in)nponokcu]derin}-2-meTmn-5-(TpudpTtopme mn)-4 (3H)-xiHazoniHOH
TpudpTopaueTar

BkasaHy B 3arofioBky CMOMyKy ogepyBanu 3a crocobom npwknagy 1, BMKOPUCTOBYKOUM 2-amiHO-6-
(TpndbTOPpMETUN)OEH3O0MHY KMCIIOTY, OLTOBUIA aHrigpua, 4-amiHodeHon, 1,3-6pomxsiopnponaH i rigpoxnopug 4,4-
audtopninepuauHy siKk BUXiaHi pe4OBUHM.

'H AMP (400Mry, CDCls, § m.u.): 2,20-2,60 (6H, m), 2,27 (3H, c), 3,20-3,50 (2H, m), 3,49 (2H, T, J=8,0Iw),
3,78 (2H, m), 4,23 (2H, 1, J=5,6"u), 7,17 (2H, g, J=6,6I"u), 7,32 (2H, g, J=6,6I"u), 7,95 (3H, m).

Mpuknag 130

3-{4-[3-(4-dTOpNinepmanH-1-in)nponokcu]deHin}-2-meTun-5-(tTpud TopmeTin)-4-(3H)-xiHazoniHoH
TpudptopaueTar

BkasaHy B 3arofioBky CMOMyKy ogepKyBanu 3a crocobom npwknagy 1, BUKOPUCTOBYKOUM 2-amiHO-6-
(TpndbTOpMETUN)OEH30MHY KMCIOTY, OLTOBUMA aHrigpug, 4-amiHodeHon, 1,3-6pomxnopnponaH i rigpoxnopua 4-
cTopninepnanHy siK BUXiaHI pe4oBUHM.

'H AMP (400Mru, CDCl3, 5 M.u.): 2,18-243 (9H, m), 3,11 (2H, m), 3,29 (2H, T, J=7,8w), 3,60 (2H, m), 4,13
(2H, 1, J=5,6I"u), 5,02 (1H, m), 7,03 (2H, A, J=9,0l"u), 7,19 (2H, @, J=9,0I"y), 7,82-7,83 (1H, m), 7,89-7,90 (2H, m).

Mpuknag 131

3-{4-[3-(3,3-audTopninepuamH-1-in)nponokcu]deHin}-2-meTun-5-(tpudpropme Tn)-4(3H)-xiHazoniHoH
TpudpTopaueTar

BkasaHy B 3arofioBky CMonyKy ofgepXyBanu 3a crnocobom npuknagy 1, BUKOPUCTOBYHOYM 2-amiHO-6-
(TpnbTOPpMETUN)BEH3OMHY KMCIOTY, OLTOBUIA aHrigpua, 4-amiHodeHon, 1,3-6pomxropnponaH i rigpoxnopug 3,3-
audTopninepuanHy siK BUXiaHI pe4OoBUHM.

'H AMP (400Mru, AMCO-ds, 5 M.u.): 2,15-2,18 (5H, m), 3,32-3,34 (2H, m), 3,74-3,76 (8H, m), 4,14 (2H, T,
J=59ru), 7,11 (2H, g, J=9,0l"y), 7,39 (2H, g, J=9,0M"y), 7,92-7,99 (3H, m).

Mpuknag 132

3-{4-[3-(3-dpTOpninepuauH-1-in)nponokcu]ldeHin}-2-metun-5-(tpucdTopme Tmn)-4 (3H)-xiHazoniHoH
TpudTopaueTar (pauemivyHa cymiLl)

BkasaHy B 3arofioBky Cromyky ofepxysanu 3a crnocobom npuknagy 1, BUKOPUCTOBYHOHM 2-aMiHO-5-
(TP TOPMETUN)OEH30HY KUCIIOTY, OLTOBWIA aHrigpua, 4-amiHodeHon, 1,3-6pomxropnponaH i rigpoxrnopug 3-



(TopninepuanHy sIK BUXiaHI pe4oBUHM.

'H AMP (400Mry, AMCO-ds, 5 M.4.): 1,66-2,01 (4H, m), 2,15-2,17 (5H, m), 3,15-3,38 (4H, m), 3,83-4,09 (4H,
m), 5,17 (1H, m), 7,11 (2H, g, J=9,0M"u), 7,39 (2H, g, J=9,0I"y), 7,94-7,98 (3H, m).

Mpuknag 133

2-metun-3-(4-{3-[(3R)-3-meTnnninepuanH-1-in]nponokcun)deHin)-4(3H)-xiHa3oniHOH

BkasaHy B 3arooBKy CrofyKy ogepxysanm 3a cnocobom npuknagy 1, BAKOPUCTOBYOYM aHTPAHINOBY KUCMOTY,
ouTOoBWI aHrigpua, 4-amiHodeHon, 1,3-6pomxnopnponaH i (3R)-3-metunninepuanH (R)-(-)-maHgenat sk BUXigHI
peyoBuHu. (3R)-3-metunninepuanH (R)-(-)-maHgenaT ogepxysamm criocobom, onmcaHum B mitepatypi [J. Org.
Chem. 1987, Vol.52, p.5466].

'H AMP (400Mru, CDCls, 8 M.4.): 0,87 (4H, M), 1,50-1,95 (6H, m), 2,00 (2H, m), 2,26 (3H, c), 2,50 (2H, T,
J=6,8Iu), 2,87 (2H, m), 4,07 (2H, 1, J=6,4T"v), 7,05 (2H, g, J=8,6I'y), 7,15 (2H, g, J=8,6I'y), 7,46 (1H, T, J=8,0I'L),
7,67 (1H, g, J=8,0l'u), 7,76 (1H, T, J=8,4T"u), 8,27 (1H, g, J=8,0l"L).

Mpuknag 134

3-(4-{3-[(2R,5R)-2,5-gumeTunniponignx-1-injnponokcu}deHin)-2-metun-4(3H)-xiHazoniHoH

BkazaHy B 3arofioBKy Crosyky ogepxysanm 3a cnocobom npuknagy 1, BAKOPUCTOBYOYM aHTPAHINOBY KUCMOTY,
ouToBUI aHrigpwa, 4-amiHodeHon, 1,3-6pomxnopnponaH i (2R,5R)-2,5-aumeTunniponianH sik BUXigHi pe4oBUHM.

'H AAMP (400Mru, CDCl3, § m.u.): 1,00 (6H, A, J=6,0Tw), 1,40 (2H, m), 2,05 (4H, m), 2,26 (3H, c), 2,60 (1H, m),
2,80 (1H, m), 3,10 (2H, m), 4,10 (2H, m), 7,05 (2H, g, J=8,8I'u), 7,15 (2H, g, J=8,8'y), 7,46 (1H, T, J=8,0l'y), 7,67
(1H, @, J=8,0l"u), 7,76 (1H, 1, J=7,6I"y), 8,27 (1H, g, J=8,0T ).

Mpuknag 135

2-meTun-3-(4-{3-[3-meTnnniponigun-1-injnponokcmiderin)-4 (3H)-xiHazoniHOH (pauemivyHa cymiLl)

BkasaHy B 3arofioBKy CrosyKy ogepxysanv 3a cnocobom npuknagy 1, BAKOPUCTOBYOYM aHTPaHINOBY KUCHOTY,
ouToBWA aHrigpug, 4-amiHodeHon, 1,3-6pomxropnponaH i 3-mMeTUNNiponiAMH SK BUXIOHI pPeYvYoBMHWU. 3-
MeTunniponignH ogepxysanm cnocobom, onncaHum B nitepatypi [J. Med. Chem., 2000, Vol.43, p.4388].

'H AMP (400Mry, CDCl3, § m.u.): 1,05 (3H, 4, J=6,8I1), 1,38-1,42 (1H, m), 2,02-2,09 (4H, m), 2,26 (3H, c),
2,28-2,30 (1H, m), 2,54-2,56 (1H, m), 2,63-2,72 (2H, m), 2,78-2,80 (1H, m), 2,92 (1H, T, J=8,3I'u), 4,09 (2H, T,
J=6,3l'u), 7,04 (2H, 14, J=6,0, 3,6l'y), 7,15 (2H, 14, J=6,0, 3,6l'L), 7,46 (1H, T, J=8,0l'n), 7,67 (1H, A, J=7,8L),
7,74-7,78 (1H, m), 8,27 (1H, ag, J=7,8, 1,5TL).

Mpuknan 136

5-meToKCK-3-[4-(3-ninepuaunH-1-innponokcun)deHin]-2-nponin-4(3H)-xiHazoniHoH

BkasaHy B 3arofioBky CMONyky oJepXyBamm 3a crnocobom npuknagy 18, BMKOPUCTOBYHOYM 2-aMiHO-6-
MeTOKCMBEH30MHY KUCIOTY, MacnsiHUn aHrigpug i 4-(3-ninepuanH-1-innponokci)aHiniH K BUXiAHI pe4oBUHN.

'H AMP (400Mry, CDCl3, 8 mu.): 0,87 (3H, T, J=7,6I1), 1,41-1,50 (2H, m), 1,52-1,63 (4H, m), 1,66-1,73 (2H,
m), 1,97-2,04 (2H, m), 2,36-2,46 (6H, m), 2,51 (2H, 1, J=7,6Iu), 3,94 (3H, c), 4,06 (2H, T, J=6,4Tu), 6,86 (1H, 4,
J=7,6lu), 7,01 (2H, g, J=9,2l'y), 7,09 (2H, A, J=9,2I'y), 7,25 (1H, A, J=8,4I'y), 7,64 (1H, T, J=8,4TL).

Mpuknag 137

5-meToKcn-2-nponin-3-[4-(3-niponigmH-1-innponokcu)deHin]-4(3H)-xiHazoniHoH

BkazaHy B 3arofoBky CMONyKy OJepXyBamm 3a crnocobom npwuknagy 18, BMKOPUCTOBYHOUM 2-amiHO-6-
MeTOKCMOEH30MHY KUCIOTY, MacnsiHUi aHrigpug, i 4-(3-niponiguH-1-innponokKci)aHiniH K BUXigHi pe40oBUHM.

'H AMP (400Mry, CDCl3, & Mu.): 0,87 (3H, T, J=7,6I1), 1,64-1,84 (2H, m), 1,78-1,82 (4H, m), 2,02-2,08 (2H,
M), 2,37 (2H, T, J=8,0lu), 2,52-2,56 (4H, m), 2,65 (2H, T, J=7,6I'u), 3,94 (3H, c), 4,08 (2H, T, J=6,4T"u), 6,86 (1H,
aa, J=0,8, 8.4I'u), 7,02 (2H, g, J=9,2l'y), 7,10 (2H, A, J=9,2I'y), 7,25 (1H, aa, J=08, 8,4T'u), 7,64 (1H, 1, J=8,4T"w).

Mpuknag 138

2-metun-3-(4-{3-[(2S)-2-meTunniponignx-1-injnponokcu)deHrin)-4 (3H)-xiHazoniHOH

(1) OpepxkaHHs 3-[(2S)-2-meTunniponiguH-1-injnponaH-1-ony

Mopobpomig (2S)-2-meTunniponiamny (2,70r, 16,3mmorb), 3-6pomnponaHon (2,49r, 17,9mmonb) i kKapboHaT
Kanito (6,75r, 48,9vmons) 3miwyBanu B TeTparigpodypani (20mn) i nepemiwysanu npu 60°C npoTtsarom 18 roguH.
Ocag BigdinbTpoByBaTM | binbTpaT KoHUEHTpyBanWu. 3anuLLOK AWUCTAMIOBANM MPWU  3HWKEHOMY TUCKY |
ofepxyBamMm, Takum 4uHOM, uinboBy cronyky (1,88r, 80%) y Burnagi 6e36apBHOI MacnsHUCTOI PEYOBUHM.
Mpopobpomig (2S)-2-meTunniponigMHy ogepxysamm crnocobom, onmcaHum B fitepatypi [J. Org. Chem., 1989,
Vol.54, p.209], BukopuctoBytoum D-nNponiHON SK BUXiAHY PeYOBUHY.

(2) OpepxaHHs (2S)-2-meTyn-1-[3-(4-HiTpodeHokcu)nponinjniponi AnHy

LlinboBy crnonyky ogepxysanu 3a crnocobom npuknagy 18, BukopuctoBytoum 3-[(2S)-2-metunniponiguH-1-
injnponaHon i 4-HiTpodeHoN SK BUXiAHI peHOBUHW.

(3) OpepxkaHHs 4-{3-[(2S)-2-meTunniponignH-1-injnponokci} aHiniHy

LlinboBy cronyky ofepxyBanm KaTanTuiHUM BiAHOBMNEHHSAM (2S)-2-metun-1-[3-(4-
HiTpOheHOKCH)NponiN|niponianHy B MeTaHoMi 3 BUKOPUCTAHHSIM sIK KaTarnisaTopa nanagilo Ha akTMBOBaHOMY
BYTinni.

(4) OpepxaHHs 2-meTun-3-(4-{3-[(2S)-2-meTunniponiguH-1-in]nponokcuideHrin)-4 (3H)-xiHazoniHOHY

BkasaHy B 3arofoBKy cronyky ogepyeanm 3a crnocobom mpuknagy 18, BMKOPWUCTOBYIOUM aHTpaHinoBy
KUCMOTY, ouTOBUIA aHrigpug i 4-{3-[(2S)-2-meTunniponiguh-1-injnponokci}aHiniH Sk BUXigHi pe4oBUHN.

'H AMP (400Mry, CDCl3, & M.4.): 1,12 (3H, A, J=6,0rw), 1,40-1,50 (1H, m), 1,60-2,37 (11H, m), 2,97-3,03 (1H,
m), 3,18-3,23 (1H, m), 4,07-4,11 (2H, m), 7,05 (2H, g, J=9,2I'y), 7,15 (2H, g, J=9,2l'y), 7,46 (1H, 1, J=7,6I'L), 7,67
(1H, @, J=7,6T"u), 7,76 (1H, 1, J=7,6I"v), 8,27 (1H, g, J=7,6Tu).

OaHi AMP gns 4-{3-[(2S)-2-metunniponignH-1-in]nponokci}aHiniHy, WO BMKOPUCTOBYETHCA ANA OOEepXaHHS
CMOyKN A aHOro Npuknagy, NpeAcTaBreHi Hbkye.

'H AMP (400Mry, CDCl3, § m.u.): 1,60 (3H, A, J=6,4T1), 1,93-2,12 (2H, M), 2,18-2,30 (3H, M), 2,41-2,49 (1H,
M), 2,95-3,34 (5H, m), 3,46-3,53 (1H, m), 3,86-3,92 (1H, m), 4,07 (2H, 1, J=6,4T'w), 6,89 (2H, A, J=9,2I'u), 7,31 (2H,
n,J=9,2l'y).

Mpuknag 139

2,5-gumeTun-3-(4-{3-[(2S)-2-metnnrponigun-1-injnponokcun)deHin)-4 (3H)-xiHazoniHoH

BkasaHy B 3arofioBky crofnyky ofgepxysamm 3a crnocobom npuknagy 18, BMKOPUCTOBYHOHYM 2-aMiHO-6-



MeTUNOeH30MHy KMCIOTY, ouTtoBun aHrigpug i 4-{3-[(2S)-2-meTunniponignH-1-injnponokci}aHiniH sk BUXigHi
pEeYvoBUHN.

'H AMP (400Mry, CDCl3, 8 mu.): 1,11 (3H, A, J=6,0rw), 1,38-1,48 (1H, m), 1,59-2,33 (11H, m), 2,82 (3H, c),
2,97-3,03 (1H, m), 3,17-3,22 (1H, m), 4,06-4,10 (2H, m), 7,04 (2H, g, J=9,2I"u), 7,15 (2H, g, J=9,2I'u), 7,21 (1H, 4,
J=7,2l'u), 7,50 (1H, g, J=7,2l'y), 7,59(1H,T,1=7,2I'w).

Mpuknag 140

2,6-gumeTnn-3-(4-{3-[(2S)-2-memnnniponignH-1-injnponokcuideHrin)-4 (3H)-xiHaszoniHoH

BkazaHy B 3aronoBKy CrMOSfyKy OAepXyBarmm 3a crnocobom npuknagy 18, BMKOPUCTOBYHOYM 2-aMiHO-5-
MeTunbeH3omHy KucrnoTy, outoBun adrigpug | 4-{3-[(2S)-2-meTunniponiguH-1-injnponokcilaHiniH sk BUXigHi
pevoBUHN.

'H AMP (400Mry, CDCls, 8 mu.): 1,12 (3H, A, J=6,0rw), 1,38-1,48 (1H, m), 1,59-2,37 (11H, m), 2,48 (3H, c),
2,97-3,03 (1H, m), 3,17-3,23 (1H, m), 4,07-4,11 (2H, m), 7,04 (2H, A, J=9,2l'u), 7,14 (2H, A, J=9,2I'y), 7,57-7,58
(2H, m), 8,05 (1H, c).

Mpuknag 141

2-en-3-(4-{3-[(2S)-2-meTunniponiauH-1-injnponokcu}deHin)-4 (3H)-xiHazoniHoH

BkasaHy B 3arofioBKy cromnyky oAepyBanu 3a criocobom npwukriagy 18, BUKOPUCTOBYHOUM aHTPaHirioBy
KMCMOTY, MponioHoBWIA aHrigpug, i 4-{3-[(2S)-2-meTunniponiguH-1-injnponokcilaHiniH sik BUXigHi pe4oBuHM.

'H AMP (400Mru, CDCl3, § m.u.): 1,12 (3H, A, J=6,0rw), 1,22 (3H, T, J=7,2Iw), 1,40-1,50 (1H, m), 1,60-2,37
(8H, m), 2,47 (2H, kB, J=7,2l'u), 2,97-3,04 (1H, m), 3,18-3,23 (1H, m), 4,07-4,11 (2H, m), 7,05 (2H, A, J=9,2I'y),
7,15 (2H, g, J=9,2I'y), 7,45 (1H, 1, J=7,6l'u), 7,71 (1H, g, J=7,6l"y), 7,76 (1H, 1, J=7,6I"u), 8,27 (1H, g, J=7,6IL).

Mpwuknag 142

6-xnop-2-ernn-3-(4-{3-[(2S)-2-meTunniponignH-1-injnponokcuideHin)nipnao[3,4-d]nipymignn-4 (3H)-oH

BkasaHy B 3arofioBky CMoNyky ofepXyBaru 3a crnocobom npuknagy 18, BMKOPUCTOBYHOUM 5-amiHO-2-
XMOPI30HIKOTMHOBY KUCMOTY, NPOMiOHOBUI aHrigpug i 4-{3-[(2S)-2-meTunniponiguH-1-in)AponokcilaHiniH Ak BUXIgHI
peYoBUHM.

'H AMP (400Mru, CDCls, § m.u.): 1,11 (3H, A, J=6,0rw), 1,23 (3H, T, J=7,2I), 1,40-1,50 (1H, m), 1,60-2,37
(8H, m), 2,46 (2H, kB, J=7,2l'u), 2,97-3,04 (1H, m), 3,18-3,23 (1H, m), 4,08-4,11 (2H, m), 7,06 (2H, A, J=9,2l'y),
7,12 (2H, g, J=9,2l'y), 8,06 (1H, A, J=0,8T"u), 8,94 (1H, g, J=0,8I'y).

Mpuknan 143

6-meTOoKCU-2-MeTUN-3-[4-(3-niponiaunH-1-innponokcu)deHin]-4 (3H)-xiHazoniHoH

BkazaHy B 3arofioBky CMONyky oJepXyBamim 3a crnocobom npuknagy 18, BMKOPUCTOBYHOYM 2-aMmiHO-5-
MeTOKCMBEH30MHY KUCIOTY, OLUTOBWIA aHriapuvg i 4-(3-niponignH-1-innponokci)aHiniH Sk BUXigHi pe4oBUHN.

"H AMP (400Mry, CDCls, § m.u.): 1,79-1,83 (4H, m), 2,03-2,09 (2H, M), 2,23 (3H, ¢), 2,52-2,58 (4H, m), 2,66
(2H, T, J=7,2I'uy), 3,91 (3H, c), 4,10 (2H, 1, J=6,4I'y), 7,05 (2H, g, J=9,2I'y), 7,14 (2H, g, J=9,2I'u), 7,36 (1H, 4A,
J=28,8,8I'u), 7,61 (1H, g, J=8,8I'u), 7,63 (1H, A, J=3,2I"u).

Mpuknag 144

6-meTOKCU-2-MeTUN-3-(4-{3-[(2S)-2-meTunniponiaunH-1-injnponokcuderin)-4 (3H)-xiHazoniHOH

BkasaHy B 3aronoBKy CMOJyKy CUHTE3yBarm y BUrNsa4i TBepaoi pevoBuHn Ginoro konsopy (T. nn.: 102-106°C)
3a crnocoboM npuknagy 18, BUKOPUCTOBYIOYM 2-aMiHO-5-METOKCUOEH30MHY KMCIOTY, OUTOBWI aHrigpug i 4-{3-
[(2S)-2-meTunniponiauH-1-injnponokcilaniniH - Ak  BUXiOHI peyYoBMHM, 3 MOJarbLlUOK MNepekpucTanizauieto
(eTvnaueTat/gieTunosun edip).

'H AAMP (400Mru, CDCl3, § M.4.): 1,12 (3H, A, J=6,0Tw), 1,38-148 (1H, m), 1,59-2,37 (11H, m), 2,97-3,03 (1H,
m), 3,17-3,23 (1H, m), 3,91 (3H, c), 4,084,11 (2H, m), 7,05 (2H, g, J=9,2l'y), 7,15 (2H, g, J=9,2I'y), J=7,35 (1H,
aa, J=2.8, 8,8l'u), 7,61 (1H, g, J=9,2I'y), 7,63 (1H, A, J=3,2I'y).

Mpuknag 145

2-metun-3-(4-{3-[(3S)-3-meTunninepnauH-1-injnponokcu)deHin)-4 (3H)-xiHasoniHOH

(1) OpepxanHs 3-[(3S)-3-meTunninepuant-1-injnponax-1-ony

(3S)-3-metunninepuaguH/(S)-(+)-mavgenat (19,9r, 79,1mmonb), 3-6pom-1-nponaHon (10r, 71,9mmonb) i
kapboHaT kanito (14,9r, 108mmornb) 3miwyBarm B TeTparigpodypadi (200mMn) i kun'ATMIM i3 3BOPOTHUM
xonoaunbHukoM npoTtarom 30 roguH. Hepo3uunHHI peyoBuHM BiadinbTpoBYBamM, inbTpaT KOHUEHTpyBamm i go
3anuLIKy Aogasanu eTunaueTaT i rekcaH. Hepo3unHHi peyoBuHY, WO yTBOpUNUCS, BigdinbTpoByBanu, dinbtpat
KOHUeHTpyBanu i uinboBy cronyky (9,6r, 85%) ogepxysarm y Burnagi 6e36apBHOi MacrsHUCTOI PeyoBUHU
OVCTUNALIED MPU  3HWKEHOMY Tucky. (3S)-3-MetunninepugnH (S)-(+)-mangenat opepxysanm crnocobom,
onucaHum B nitepatypi [J. Org. Chem., 1987, Vol.52, p.5466].

(2) OpepxanHs 4-{3-[(3S)-3-meTunninepuamH-1-injnponokcilaHiniHMoHoTo3UNaTy

4-{3-[(3S)-3-meTunninepuamH-1-injnponokcilaniniH ogepXyeanu y BUIMAA4i MacnsHWUCTOI PEeYOBUHU SICHO-
KOPUYHEBOTO KOMbOopy 3a cnocobom npuknagy 18, BukopuctoBytoumn 4-HitpodeHon i 3-[(3S)-3-meTunninepuant-1-
injnponaH-1-on sk BMXiaHI peyoBuHU. OgepKaHy MacrstHUCTY PeYOBMHY PO34MHANM B eTunauerari, Jogasanu 1
€KB. PO34MHY MOHOrigpaTy n-Tonyorncynb(OHOBOI KUCIOTM B MeTaHori i LiNbOoBY CronyKy oAepXyBanum y Burnsgi
TBEPOOI PEHOBUHU ACHO-NEPCUKOBOIO KOMbOPY BiAdIiNbTPOBYBaHHAM YyTBOPEHOI TBEPAOT PEYOBUHN.

(3) OpepxanHs 2-meTnn-3-(4-{3-[(3S)-3-meTunnine puanH-1-injnponokcuideHin)-4 (3H)-xiHazoniHoHy

BkasaHy B 3arofioBKky CrofnyKy oAepyBanu 3a criocobom npwukniagy 18, BUKOPUCTOBYHOUM aHTPaHifioBy
KACMOTYy, ouTtoBui aHrigpug i 4-{3-[(3S)-3-meTunninepuauH-1-injnponokcilaHiniHMoHoTO3MNaT  AK  BUXigHI
pEeYOoBUHU.

'H AMP (400Mry, CDCl3, 8 m.u.): 0,87-0,89 (4H, m), 1,56-1,76 (5H, M), 1,84-1,91 (1H, m), 2,02-2,06 (2H, m),
2,26 (3H, c), 2,53 (2H, T, J=7,2l'y), 2,85-2,93 (2H, m), 4,07 (2H, T, J=6,3I'y), 7,04 (2H, g, J=9,0l"u), 7,15 (2H, 4,
J=9,0l"u), 7,46 (1H, 1, J=7,6T"u), 7,67 (1H, g, J=7,6I"u), 7,76 (1H, 1, J=7,6I"u), 8,27 (1H, g, J=7,6Tu).

Oani AMP gns 4-{3-[(3S)-3-meTunninepuanH-1-in]Nponokci} aHin iHMoHOTO3MMaTy, Lo BUKOPUCTOBYETLCS AN
OAepXXaHHS Crosyku 4aHoro npuknagy, npeacTaBneHi HuKYe.

'H AMP (400Mru, CDCI3/CD30D=10/1, § M.4.): 0,95-1,10 (4H, m), 1,87-1,92 (2H, m), 2,02-2,32 (7H, m), 2,36
(3H, ¢), 2,51-2,58 (1H, m), 3,22-3,26 (2H, m), 3,52-3,56 (1H, m), 3,66-3,69 (1H, m), 3,95 (2H, T, J=5,6I"L), 6,64-6,70
(4H, m), 7,19 (2H, g, J=8,3I'y), 7,76 (2H, g, J=8,3T"w).



Mpuknag 146

5-6pom-2-metun-3-[4-(3-niponiguH-1-innponokcu)deHin]-4 (3H)-xiHazoniHoH

(1) OpepxaHHs 2-amiHO-6-6pomMBeH30MHOI KUCNoTH

LlinboBy cronyky opepxyBanmu BiAHOBMEHHAM 2-6pOM-6-HITPOOEH30MHOI KUCAOTW 3ani3aoM B CyMiLLi
PO3YMHHMKIB MeTaHOMy i BOAHOIMO PO34YMHY XSiopuay amoHito. 2-Bpom-6-HiTpobeH30MHy KWUCOTY odepxyBamm
crnocobom, onmcaHnm B nitepatypi [J. Chem. Soc. Perkin Trans 1, 1991, p.1565], BukopucToBytoumn 2-6pom-6-
HITPOTOIYO SIK BUXIQHY PEYOBUHY.

(2) OpepxaHHs 5-6pom-2-meTun-3-[4-(3-niponignH-1-innponokcn)deHin]-4(3H)-xiHaszoniHOHY

BkasaHy B 3arofioBky croflyky ogepxyBarm 3a crnocobom npuknagy 18, BUKOPUCTOBYIOUM 2-aMiHO-6-
6pOoMOBEH30MHY KUCMOTY, OLTOBWUN aHrigpug, i 4-(3-niponiguH-1-innponokci)aHiniH Sk BUXigHI pe4oBUHN.

'H AMP (400Mry, CDCls, 5 M.u.): 1,80-1,84 (4H, m), 2,03-2,09 (2H, m), 2,23 (3H, c), 2,60-2,56 (4H, m), 2,68
(2H, 7, J=7,6l'y), 4,08 (2H, T, J=6,3Tu), 7,04 (2H, g, J=9,3Tu), 7,14 (2H, g, J=8,8Tu), 7,51 (1H, T, J=8,0I"y), 7,62
(1H, an, J=8,3, 1,5I'y), 7,70 (1H,88,1=7,8, 1,57 L).

Mpuknag 147

5-cpTop-2-meTun-3-(4-{3-[(3S)-3-meTunninepuauH-1-injnpo nokcu}denin)-4 (3H)-xiHazoniHoH

BkasaHy B 3arofioBky cronyky ogepxyeanm 3a crnocobom npuknagy 18, BMKOPUCTOBYKOHUM 2-aMiHO-6-
hTOpOEH30MHY KMCHOTy, ouToBun aHrigpug i 4-{3-[(3S)-3-meTnnninepuamH-1-in]nponokci}aHiniHMoHoTO3UNaT AK
BUXiOHI peYOBUHW.

'H AMP (400Mry, CDCl3, 8 M.u.): 0,83-0,91 (4H, m), 1,54-1,73 (5H, m), 1,83-1,89 (1H, m), 1,98-2,05 (2H, m),
2,24 (3H, c), 2,50 (2H, 1, J=7,3I"w), 2,83-2,90 (2H, m), 4,07 (2H, 1, J=6,3I'u), 7,04 (2H, g, J=9,3I'y), 7,07-7,12 (1H,
m), 7,13 (2H, g, J=9,3'u), 7,46 (1H, g, J=8,3I'u), 7,70-7,65 (1H, m).

Mpuknag 148

2-etun-5-p10p-3-(4-{3-[(3S)-3-MeTUnnine pnamH-1-injnponokcuideHin)-4(3H)-xiHazoniHoH

BkasaHy B 3arofioBky crofnyky ofgepxyeanm 3a crnocobom npuknagy 18, BMKOPUCTOBYHOHUM 2-aMiHO-6-
hTOpOEH30IMHY KMUCIOTY, nponioHoBui aHrigpug i 4-{3-[(3S)-3-meTunninepuamnH-1-injnponokci}aHiniHvMoHoTo3mNaTt
K BUXiOHI peYOBUHN.

'H AAMP (400Mru, CDCls, § M.u.): 0,85-0,90 (4H, m), 1,21 (3H, T, J=7,3I) 1,54-1,73 (5H, m), 1,83-1,90 (1H,
M), 1,99-2,05 (2H, m), 2,44 (2H, k8, J=7,5I"u), 2,50 (2H, 1, J=7,3I'y), 2,83-2,91 (2H, m), 4,07 (2H, T, J=6,3I"), 7,02-
7,14 (5H, m), 7,50 (1H, g, J=8,3I'y), 7,70-7,64 (1H, m).

Mpuknag 149

6-pTOop-2-MeTUNn-3-(4-{3-[(3S)-3-mMeTnnnine puamH-1-injnpo nokcu)deHin)nipuao[3,4-d]nipymignH-4 (3H)-oH

BkasaHy B 3arofioBky CMonyky ofepXyBarm 3a crnocobom npuknagy 18, BMKOPMCTOBYHOYM 5-amiHO-2-
hTOPI30HIKOTUHOBY KUCIOTY, ouTOBWUA aHrigpug i 4-{3-[(3S)-3-meTunninepuamnH-1-injnponokcilaHiniHMoHoTO3MNaT
SIK BUXiOHI pe40BUHU. 5-AMiHO-2-(DTOPI3OHIKOTMHOBY KUCIOTY OAepXKyBanM crnocobom, ormcaHnm B nitepatypi [J.
Chem. Soc. Perkin Trans. 1, 1996, p.2221].

'H AMP (400Mry, CDCl3, § m4.): 0,83-0,93 (4H, m), 1,61-1,75 (5H, m), 1,86-1,92 (1H, m), 2,01-2,08 (2H, m),
2,28 (3H, c), 2,53 (2H, T, J=7,3'y), 2,94-2,85 (2H, m), 4,08 (2H, 1, J=6,3I"w), 7,06 (2H, A, J=9,3l'u), 7,14 (2H, g,
J=9,3l'u), 7,65 (1H, g, J=3,9I"y), 8,77 (1H, c).

Mpuknag 150

2-eTnn-6-pTop-3-(4-{3-[(3S)-3-meTnnninepuamH-1-injnpo nokcudeHrin)nipugo[3,4-d]nipumianH-4(3H)-oH

BkazaHy B 3arofioBky CMONyky oJepXyBamm 3a crnocobom npuknagy 18, BMKOpPUCTOBYHOUM 5-amiHO-2-
P TOPI30HIKOTUHOBY KMCIoTY, NPOmnioHOBUIA aHrigpug i 4-{3-[(3S)-3-meTunninepngnH-1-
iM)nponokcitaHiNiHMOHOTO3MMaT SIK BUXIQHI PEYOBUHW.

'H AMP (400Mry, CDCl3, & Mu.): 0,83-0,92 (4H, m), 1,23 (3H, T, J=7,3IW), 1,84-1,90 (5H, m), 1,84-1,90 (1H,
M), 2,00-2,07 (2H, m), 2,44-2,53 (4H, m), 2,83-2,91 (2H, m), 4,08 (2H, 1, J=6,3I'u), 7,06 (2H, g, J=9,3I'u), 7,13 (2H,
a, J=8,8l'u), 7,65 (1H, g, J=3,9I"u), 8,80 (1H, c).

Mpuknag 151

6-xrop-2-metun-3-(4-{3-[(3S)-3-meTunninepuamnH-1-in]jnponokcu}deHin)nipuao[3,4-d]nipymigmt-4 (3H)-oH

BkazaHy B 3aronoBKy CMOMNyKy OJepXyBarmm 3a crnocobom npwuknagy 18, BMKOpPUCTOBYHOUM 5-amiHO-2-
XIOPIi30OHIKOTUHOBY KWUCMOTY, ouToBwUn aHrigpug i 4-{3-[(3S)-3-meTunninepuamnH-1-injnponokcilaxiniHMoHoTO3MNaT
SIK BUXiHI pe4YOBUHW.

'H AMP (400Mry, CDCl3, 8 M4.): 0,83-0,92 (4H, m), 1,23 (3H, T, J=7,3IW), 1,58-1,74 (5H, m), 1,84-1,90 (1H,
M), 2,00-2,07 (2H, m), 2,44-2,53 (4H, m), 2,91-2,84 (2H, m), 4,08 (2H, 1, J=6,3I'u), 7,06 (2H, A, J=9,3I'u), 7,13 (2H,
a, J=9,3lu), 7,65 (1H, g, J=3,9I"u), 8,80 (1H, c).

Mpuknag 152

6-xrnop-2-etnn-3-(4-{3-[(3S)-3-meTun-ninepnaunn-1-injnponokcudgeHin)nipuao[3,4-d]nipumiguH-4(3H)-oH

BkaszaHy B 3arofoBKy CrMOSfyKy OAepXyBarmm 3a crnocobom npuknagy 18, BMKOpUCTOBYHOUYM 5-amiHO-2-
XIOPi30HIKOTUHOBY KMUCIIOTY, NpOmnioHOBUIA aHrigpug i 4-{3-[(3S)-3-meTunninepuamH-1-
in]nponokci}aHiniHMOHOTO3MMAaT SIK BUXiAHI PEYOBUHM.

'H AMP (400Mru, CDCls, § m.u.): 0,83-0,93 (4H, m), 1,23 (3H, T, J=7,3I) 1,58-1,74 (5H, m), 1,86-1,92 (1H,
M), 2,01-2,07 (2H, m), 2,47 (2H, k8, J=7,3'y), 2,52 (2H, T, J=7,6T1), 2,92-2,85 (2H, m), 4,08 (2H, 1, J=6,3I'L), 7,06
(2H, @, J=8,8I'u), 7,12 (2H, g, J=8,8I'u), 8,06 (1H, g, J=1,0l"y), 8,94 (1H, g, J=1,0lL).

Mpuknag 153

MoHorigpoxnopug  2-metun-3-(4-{3-[(3S)-3-metunnine puauH-1-injnponokcu}cpeHin)nipnao[2,3-dnipyumiamH-
4(3H)-oH

BkazaHy B 3arofioBKy CroslyKy CUHTE3yBamm y BUrnsgi TBepaoi pevoBuHM 6inoro konbopy (T. nn.: 255-262°C)
3a crnocobom npuknagy 18, BUKOPUCTOBYHOUM 2-aMiHOHIKOTMHOBY KWUCMOTY, ouToBui aHrigpug i 4-{3-[(3S)-3-
MeTUnnipuauH-1-injnponokcilaHiniHMoHoTO3UNaT sk BUXiOAHI peyvyoBWMHW, i 0OpoOGKo 1eKkB. OoCHOBWU (4H eTun
aueTaTHUI Po34nH), 3 NOAAsbLLOK NepekpucTanisadieto (eTaHon/eTunaueTar).

'H AMP (400MrIu, CDCI3/CD30D=10/1, & m.u.): 1,01 (3H, A, J=6,3Tu), 1,05-1,15 (1H, m), 1,90-1,99 (2H, m),
2,25-2,51 (8H, m), 2,57-2,64 (1H, m), 3,21-3,25 (2H, m), 3,51-3,54 (1H, wm), 3,63-3,67 (1H, m), 4,18 (2H, T,
J=5,6I"u), 7,06 (2H, @, J=8,8I'y), 7,19 (2H, g, J=8,8I'u), 7,51 (1H, aa, J=7.8, 4,9T'u), 8,66 (1H, oa, J=7,8, 2,0l'y),



9,03 (1H, aa, J=4,9, 2,0lu).

Mpuknag 154

MoHorigpoxnopua 2-etn-3-(4-{3-[(3S)-3-meTnnninepuanH-1-injnpo nokcudeHin)nipnao[2,3-d]nipumignH-
4(3H)-oHy

BkasaHy B 3aronoBKy CrMonyky CUHTe3yBanu y BUrnagi TBepdoi pevoBuHmM 6inoro koneopy (T. nn.: 245-252°C)
3a cnocobom npuknagy 18, BUKOPUCTOBYIOUMN 2-aMiHOHIKOTMHOBY KWUCHOTY, MpornioHoBuiA aHrigpud i 4-{3-[(3S)-3-
MeTUnnipuanH-1-injnponokcilaHiniHMoHoTo3unaT Ak BUXigHi pe4yoBuHM, | o06pobGkoo 1ekB. ocHoBM (4H
eTvnaueTaTHUIA PO34mH), 3 NOAanNbLLOK NepekpucTanisauieto (eTaHon/eTunaueTar).

'H AMP (400Mru, CDCI3/CDsOD=10/1, & m.u.): 0,99 (3H, a, J=6,3Iu), 1,07-1,14 (1H, m), 1,31 (3H, T,
J=7,3lu), 1,88-1,99 (2H, m), 2,22-2,30 (1H, m), 2,38-2,58 (7H, m), 3,16-3,22 (2H, m), 3,47-3,52 (1H, m), 3,60-3,64
(1H, m), 4,17 (2H, 1, J=5,4Tu), 7,04 (2H, @, J=8,8I'y), 7,17 (2H, A, J=8,8T"u), 7,43 (1H, ag, J=7,8, 4,1'u), 8,60 (1H,
an, J=7.8,2,0rru), 9,00 (1H, oa, J=4,1, 2,0l"y).

Mpuknag 155

2-metun-3-(4-{3-[(3S)-3-meTunninepuauH-1-injnponokcu}deHin)nipnao[4,3-dnipyumignH-4 (3H)-oH
MOHOTO3UNaT

BkasaHy B 3aronioBKy crosyKy CUHTE3yBanm y BUrNsaAi TBEPAOi PEHOBUHN SICHO-KOBTOMO Konbopy (T. nn.: 185-
188°C) 3a cnocobom npuknagy 18, BUKOpUCTOBYIOUM 4-aMiHOHIKOTUHOBY KUCIIOTY, ouToBWIA aHrigpug i 4-{3-[(3S)-3-
MeTUnnipuavH-1-injnponokcilaHiniHMoHOTO3MNaT Sk BUXiOHI pe4yoBUHM, | 0OpOOKoK 1ekB. M-TOMyorncyrbdOHOBOI
KMCIOTW, 3 MOAanbLUO0 NepekpucTaniaalieto (eTaHon/eTunaueTar).

'H AMP (400Mru, CDCI3/CD30D=10/1, & m.u.): 0,99 (3H, A, J=6,8Tu), 1,04-1,12 (1H, m), 1,90-1,94 (2H, m),
2,06-2,21 (2H, m), 2,28-2,44 (10H, m), 3,27-3,32 (2H, m), 3,56-3,60 (1H, m), 3,70-3,74 (1H, m), 4,15 (2H, T,
J=5,6I"u), 7,04-7,07 (2H, m), 7,15-7,18 (2H, m), 7,21 (2H, g, J=7,8'u), 7,59 (1H, 4, J=59Iu), 7,77 (2H, g, J=8,3'y),
8,85 (1H, g, J=5,9"y), 9,45 (1H, c).

Mpuknag 156

lppoxnopug 2-en-5-meTokcn-3-(4-{3-[(3S)-3-meTunninepugmnn-1-imjnponokcu}deHin)-4 (3H)-xiHazoniHOHY

BkasaHy B 3arofioBky crofnyky ofgepxysamm 3a crnocobom npuknagy 18, BMKOPUCTOBYHOHUM 2-aMiHO-6-
METOKCMBEH30MHY KucroTy, NPonioHOBUIA aHrigpug i 4-{3-[(3S)-3-meTunninepmamH-1-
in)nponokcitaHiNiHMOHOTO3UMaT sIK BUXiOHI pEYOBWHM.

'H AMP (400Mru, CDCls, § m.u.): 0,99 (3H, A, J=6,8Iw), 1,04-1,15 (1H, m), 1,33 (3H, T, J=7,3u), 1,88-1,98
(2H, m), 2,22-2,31 (1H, m), 2,34-243 (1H, m), 2,47-2,61 (4H, m), 2,98-3,05 (2H, m), 3,16-3,22 (2H, m), 3,50 (1H, 4,
J=10,2l"u), 3,63 (1H, @, J=11,2I'u), 3,99 (3H, c), 4,19 (2H, T, J=5,1T"u), 7,04-7,07 (3H, m), 7,18 (2H, g, J=8,3T),
7,82 (1H, 1, J=8,3I"u), 7,98 (1H, A, J=8,3IL).

Mpuknag 157

2-metnn-3-(4-{3-[(3S)-3-meTnnninepuamnH-1-in]jnponokcuideHin)nipuao[3,4-d]nipymigmn-4 (3H)-oH

BkasaHy B 3arofoBKy Cronyky OAepXyBanmu KaTamniTU4HWM BigHOBIEHHAM 6-xrnop-2-metn-3-(4-{3-[(3S)-3-
mMeTunninepuaun-1-injnponokecuideHin)nipngo[3,4-elnipumianH-4(3H)-oHy, cuHTesoBaHoro B nmpuknagi 151,
BUKOPUCTOBYIOUN SIK KaTarnisaTop nanagii Ha akTMBOBaHOMY BYrinfi, B MPUCYTHOCTI TpUeTUNaMiHy.

'H AMP (400Mru, CDCls, § m.u.): 0,85-0,93 (4H, m), 1,58-1,75 (5H, m), 1,86-1,93 (1H, m), 2,01-2,08 (2H, T),
2,30 (3H, c), 2,53 (2H, T, J=7,6I"y), 2,93-2,86 (2H, m), 4,08 (2H, T, J=6,3I'y), 7,06 (2H, A, J=8,8I'u), 7,14 (2H, g,
J=8,8lu), 8,03 (1H, g, J=5,9I'y), 8,68 (1H, A, J=5,4T"u), 9,12 (1H, c).

Mpuknag 158

2-emn-3-(4-{3-[(3S)-3-meTunninepuamnH-1-in]jnponokcu}deHin)nipugo[3,4-d]nipymigmn-4 (3H)-oH

BkaszaHy B 3arofioBky CrMofyKy OAepXyBalnu KaTamnmiTM4HUM BigHOBIEHHAM 6-xnop-2-etnn-3-(4-{3-[(3S)-3-
meTunninepuamH-1-injnponokcu}derin)nipnao[3,4-dJnipumianH-4(3H)-oHy, cuHTe3oBaHoro B npukragi 152,
BMKOPUCTOBYIOYUM SIK KaTarnisaTop nanagii Ha akTuBoBaHOMY BYrifnfi, B NPUCYTHOCTI TpMETUNAMIHY.

H AMP (400Mry, CDCl3, 5 m.u.): 0,83-0,92 (4H, m), 1,24 (3H, T, J=7,3I'y) 1,56-1,76 (5H, m), 1,85-1,92 (1H,
M), 2,01-2,07 (2H, m), 2,46-2,54 (4H, m), 2,85-2,92 (2H, m), 4,08 (2H, 1, J=6,3I'u), 7,06 (2H, A, J=9,3I'u), 7,13 (2H,
a, J=8,8Iu), 8,03 (1H, g, J=4,9T"u), 8,67 (1H, g, J=4,9T"u), 9,16 (1H, c).

Mpuknag 159

MNapoxnopug 8-pT1op-2-me™n-3-(4-{3-[(3S)-3-meTrnnine puanH-1-injnponokcudgeHin)-4(3H)-xiHazoniHoHy

BkaszaHy B 3arofoBKy CrMOSfyKy OAepXyBarmm 3a crocobom npuknagy 18, BMKOPUCTOBYHOYM 2-aMiHO-3-
dTOpOEH30MHY KMCrOTy, ouToBuUiA aHrigpug i 4-{3-[(3S)-3-meTunninepuauH-1-in]nponokci}aHiniHmoHoTo3MNaT sk
BUXiOHI pe4YOBUHW.

'H AMP (400Mru, CDCI3/CD3OD=10/1, & m.u.): 0,99 (3H, A, J=6,8Tu), 1,05-1,14 (1H, m), 1,88-1,98 (2H, m),
2,17-2,31 (3H, m), 2,39 (3H, c), 2,45-261 (3H, m), 3,17-3,22 (2H, m), 3,50 (1H, @, J=11,7Tu), 3,63 (1H, A,
J=10,7Tu), 4,17 (2H, T, J=5,4T'u), 7,04 (2H, a, J=8,3l'u), 7,19 (2H, @, J=8,3I'u), 7,41-7,46 (1H, m), 7,50-7,55 (1H,
m), 8,05 (1H, g, J=7,8Iu).

Mpuknag 160

MNpopoxnopwug 8-pTop-2-MmeTnn-3-{4-[3-niponiguH-1-innponokcu]deHin}-4 (3H)-xiHasoniHoHy

BkasaHy B 3arofioBky CMonyky ofepxyBarm 3a crnocobom npuknagy 18, BMKOPWUCTOBYHOYM 2-aMiHO-3-
(P TOPOEH30MHY KUCIOTY, OLTOBUIA aHriapvg, i 4-(3-niponignH-1-innponokci)aniniH sik BUXigHi pe4oBUHM.

'H AMP (400Mry, CDCI3/CD30D=10/1, § M.u.): 2,09-2,18 (2H, m), 2,21-2,29 (2H, m), 2,39-2,47 (5H, m), 2,86-
2,95 (2H, m), 3,37-3,32 (2H, m), 3,83-3,89 (2H, m), 4,18 (2H, 1, J=5,4Tu), 7,07 (2H, @, J=8,3l'y), 7,22 (2H, g,
J=8,8I'u), 7,46-7,52 (1H, m), 7,57 (1H, 7, J=9,0l"u), 8,06 (1H, g, J=8,3'w).

Mpwknag 161

6-(2-dbTopeTokcn)-2-MeTun-3-[4-(3-ninepuamnH-1-innponokcu)deHin]-4 (3H)-xiHazoniHoH

BkasaHy B 3arofioBky Crofnyky OAepXyBanv OeMEeTUMyBaHHAM i arkinyBaHHAM 6-meTokcu-2-meTun-3-[4-(3-
ninepuauH-1-innponokcu)deHin]-4(3H)-xiHazoniHoHy i 2-hTopeTUNTo3MnaTy sk BMXiAHUX PEeYOBUH, 3a crnocobom
npvknagy 192. BukopucTtoByBanu 6-meTokcu-2-MeTun-3-[4-(3-ninepunanH-1-innponokcn)deHin]-4 (3H)-xiHasoniHoH,
AKUA CUHTEe3yBanu B Npuknaai 36.

'H AMP (400Mry, CDCl3, § m.u.): 1,42-1,48 (2H, m), 1,58-1,63 (4H, M), 2,00-2,05 (2H, m), 2,23 (3H, c), 2,39-
2,45 (4H, m), 2,51 (2H, 1, J=7,2I'n), 4,07 (2H, T, J=6,4T'0), 4,27-4,29 (1H, m), 4,34-4,36 (1H, m), 4,73-4,75 (1H, m),



4,84-4,87 (1H, m), 7,04 (2H, g, J=9,2I'y), 7,15 (2H, g, J=9,2l'u), 7,41 (1H, oa, J=2,8, 8,8I'u), 7,61-3,64 (2H, m).

Mpuknag 162

6-(2-cpTopeTokcm)-2-meTni-3-[4-(3-niponiguH-1-innpo nokcu)deHin]-4 (3H)-xiHa3oniHOH

BkasaHy B 3arofioBky Croflyky ogepXyBanv AeMeTUIlyBaHHSAM i arkinyBaHHAM 6-meTokcu-2-metun-3-[4-(3-
niponiguH-1-innponokcn)deHin]-4(3H)-xiHazoniHoHy, cuHTe30BaHoro B nNpuknagi 143, 3a cnocobom npuknagy 192.

'H AMP (400Mry, CDCls, 5 M.u.): 1,81-1,84 (4H, m), 2,03-2,12 (2H, m), 2,23 (3H, c), 2,57-2,63 (4H, m), 2,70
(2H, 1, J=7,2l'y), 4,10 (2H, 1, J=6,4TU), 4,27-4,29 (1H, m), 4,34-4,36 (1H, m), 4,73-4,75 (1H, m), 4,85-4,87 (1H, m),
7,04 (2H, g, J=9,2T'u), 7,14 (2H, g, J=9,2I'y), 7,41 (1H, ag, J=2.8, 8,8I'u), 7,61-7,64 (2H, m).

Mpuknag 163

5-meToKCeK-2-meTnn-3-[4-(3-niponiguH-1-innponokcun)derin]-4 (3H)-xiHazoniHoH

BkasaHy B 3arofioBky Crofyky ogepxyBarm 3a crnocobom npwuknagy 18, BUKOPUCTOBYHOUM 2-aMiHO-6-
METOKCMOEH30VHY KACMOTY, OLTOBUIA aHrigpug i 4-(3-niponignH-1-innponokci)aniniH sik BUXigHi pe4oBuHM.

'H AMP (400Mry, CDCl3, § m.u.): 1,80-1,85 (4H, m), 2,03-2,10 (2H, m), 2,21 (3H, c), 2,55-2,61 (4H, m), 2,66-
2,70 (2H, m), 3,95 (3H, c), 4,08 (2H, T, J=6,1TU), 6,87 (1H, g, J=8,3I'y), 7,01 (2H, @, J=8,8Tu), 7,11 (2H, g,
J=9,3lu), 7,23 (1H, g, J=8,3l'u), 7,65 (1H, T, J=8,3I").

Mpuknap 164

5-meTokeu-2-metn-3-(4-{3-[(3S)-3-meTunninepmanH-1-injnponokcudeHin)-4(3H)-xiHasoniHoH

BkasaHy B 3arofioBKy CroslyKy CUHTe3yBamm y BUrnsgi TBepaoi pevoBuHM 6inoro konbopy (T. nn.: 144-146°C)
3a crnocobom npukragy 18, BUKOPUCTOBYHOUM 2-aMiHO-6-MEeTOKCMOEH30MHY KUCIOTYy, OUTOBWMA aHrigpug i 4-(3-
[(8S)-3-meTunnipnaunH-1-in)nponokci}aHiniHMoOHOTO3UNAaT Sk BMUXiAHI pe40BMHM, 3 NOAAsbLLUOK NepekpucTanisauicto
(eTvnaueTat/gieTunosun edpip/H-rentan).

'H AMP (400Mr, CDCl3, 8 M u.): 0,85-0,90 (4H, m), 1,58-1,74 (5H, m), 1,83-1,91 (1H, m), 1,98-2,06 (2H, m),
2,21 (3H, c), 2,49-2,54 (2H, m), 2,84-2,92 (3H, m), 3,95 (3H, c), 4,06 (2H, 1, J=7,0l'u), 6,87 (1H, g, J=8,3I'y), 7,01
(2H, g, J=8,8I"u), 7,11 (2H, @, J=8,8I'u), 7,23 (1H, g, J=8,3I'y), 7,65 (1H, T, J=8,3IL).

Mpuknag 165

6-meToKCU-2-MeTUN-3-(4-{3-[(3S)-3-meTunninepmamH-1-injnponokcutdeHin)-4(3H)-xiHasoniHoOH

(1) OpepxaHHsa 6-meTokcn-2-meTu-4H-3,1-6eH30kcasnH-4-0Hy

LlinboBy crnonyky opepxyBamm 3a cnocobom npuknagy 1(1), BUKOPUCTOBYHOUMN 2-aMiHO-5-MeTOKCUOEH30MHY
KUCMOTY | OUTOBWUI aHrigpua siK BUXiOHI pevyoBUHU.

(2) OpepxaHHsa 6-meToKcK-2-MeTU-3-[4-(3-niponignH-1-innponokcu)deHin]-4(3H)-xiHasoniHoHy

6-meToKCU-2-MeTUN-4H-3,1-6eH30kca3on-4-ov  (80mr, 0,42mmorb) i 4-{3-[(3S)-3-meTunninepuamH-1-
injnponokci}aHiniHvoHoTo3mnat (176mr, 0,42MMOMb) PO3YMHANKM B OLTOBIA KACMOTI (2Mn) i nepemiwyBanm npu
KimHaTHIW TemnepaTypi npotarom 20 rogumH. OuTOBY KWCMOTY BigraHsnM Mnpu 3HWKEHOMY TWUCKY, AoAaBanm
eTunaueTaTt i 1H BOAHWUIA PO34YMH FiApOKCMAaY HaTpilo, CyMill ekcTparyBanu etunauletaToM i cylumnu 6e3BoaHnM
cynbdartom Hatpito. [Micns o4mLLEHHS KOMOHKOBOIO XpomaTorpadieto Ha cunikareni (xnopodopm/metaHon=20/1) B
pesynbTaTi NepekpucTanisauii ogepXXyBanm BkasaHy B 3aromnioBky cronyky (110mr, 62%) y sBurnagi 6e3bapBHux
KpucTanis (eTunaueTat/gieTunosun edip).

'H AMP (400Mry, CDCl3, & M.4.): 0,84-0,91 (4H, m), 1,57-1,75 (5H, m), 1,85-1,93 (1H, m), 2,01-2,08 (2H, m),
2,23 (3H, c), 2,51-2,56 (2H, m), 2,85-2,94 (2H, m), 3,91 (3H, c), 4,08 (2H, T, J=6,3I'y), 7,04 (2H, g, J=8,8Iu), 7,15
(2H, @, J=9,3I'u), 7,36 (1H, aa, J=9,0, 3,2I'y), 7,61 (1H, g, J=8,8I"w), 7,63 (1H, a4, J=2,9I"wL).

Mpuknag 166

6-(andTopmeTokeH)-2-meTnn-3-(4-{3-[(3S)-3-meTnnninepmuanH-1-in]jnponokcudeHin)-4 (3H)-xiHasoniHoH

BkasaHy B 3arofioBKy Cronyky ogepxysamm 3a criocobom npwkniagy 253, sukopwucToBytoun 3-(4-{3-[(3S)-3-
mMeTunninepuguH-1-injnponokcuideHin)-4 (3H)-xiHazoniHOH, cMHTe3oBaHWi B mpuknagi 165, i xnopaundTopaueTart
HaTpilo SIK BUXIOHI pe4OBUHM.

'H AMP (400Mry, CDCl3, & M.4.): 0,84-0,92 (4H, m), 1,54-1,74 (5H, m), 1,84-1,90 (1H, m), 1,99-2,06 (2H, m),
2,25 (3H, c), 2,51 (2H, 1, J=7,3I'u), 2,92-2,84 (2H, m), 4,07 (2H, T, J=6,3I'y), 6,61 (1H, T, J=73,4Tu), 7,05 (2H, A,
J=8,8lu), 7,14 (2H, g, J=8,8Iu), 7,53 (1H, ag, J=8,8, 2,9T"y), 7,69 (1H, A, J=8,8I'u), 7,94 (1H, g, J=4Tw).

Mpuknag 167

5-(andbTopmeTokcu)-2-meTnn-3-(4-{3-[(3S)-3-meTnnnine puanH-1-in]nponokcu}deHin)-4(3H)-xiHazoniHoH

BkaszaHy B 3arofioBky Cronyky ogepxysamm 3a crnocobom npuknagy 253, BUKOPUCTOBYKOUU 5-MeTOKCU-2-
MeTun-3-(4-{3-[(3S)-3-meTunnine puanH-1-injnponokcu}deHrin)-4 (3H)-xiHazoniHoH i xnopaudTopaleTaT HaTpilo AK
BUXigHI pedoBuHU. BukopuctoByBamm 5-meTtokcu-2-metun-3-(4-{3-[(3S)-3-meTunninepuamx-1-injnponokcu| peHin)-
4(3H)-xiHa30niHOH, SIKUIA CUHTE3yBanu B Npuknagi 164.

'H AMP (400Mry, CDCl3, 8 M.4.): 0,83-0,92 (4H, m), 1,54-1,73 (5H, m), 1,83-1,90 (1H, m), 1,99-2,06 (2H, m),
2,25 (3H, c), 2,50 (2H, 1, J=7,6T"u), 2,84-2,91 (2H, m), 4,06 (2H, T, J=6,3I'y), 6,67 (1H, T, J=75,9T"w), 7,04 (2H, g,
J=8,8lu), 7,13 (2H, g, J=9,3l'u), 7,24 (1H, A, J=7,3I"y), 7,58 (1H, aa, J=8,3, 1,0l'u), 7,71 (1H, 1, J=8,3'w).

Mpuknag 168

7-meTokcu-2-metun-3-[4-(3-niponiguH-1-innponokcu)deHin]-4 (3H)-xiHasoniHoH

BkasaHy B 3arofioBky CroslyKy oAepXyBamm 3a crocobom npuknagy 165, BMKOpPUCTOBYHOUM 2-aMiHO-4-
METOKCMOEH30VHY KACTIOTY, OLTOBWIA aHrigpug, i 4-(3-niponigmH-1-innponokci)aHiniH Sk BUXigHi pe4oBuHU. 2-AMiHO-
4-meTOKCMOEH30MHY KMCMOTY ofepXyBanm crocobom, ommcaHum B nitepatypi [J. Chem. Soc. Perkin Trans. 1,
1997, p.3261].

"H AMP (400Mru, CDCl3, § M.u.): 1,79-1,82 (4H, m), 2,01-2,08 (2H, M), 2,24 (3H, ¢), 2,53-2,56 (4H, m), 2,65
(2H, T, J=7,6I'y), 3,93 (3H, c), 4,09 (2H, T, J=6,3T"u), 7,06-7,01 (4H, m), 7,14 (2H, @, J=8,8I'u), 8,16 (1H, A4,
J=8,8Iu).

Mpwknag 169

7-meTokcu-2-metun-3-[4-(3-ninepuagmH-1-innponokcn)deHin]-4 (3H)-xiHasoniHoH

BkasaHy B 3arofioBky CrosfiyKy ofepxyBamm 3a crnocobom npuknagy 165, BMKOPUCTOBYKHOUM 2-aMiHO-4-
METOKCMOEH30HY KUCIOTY, OLTOBUIA aHrigpug i MoHorigpoxnopug 4-(3-ninepuamnH-1-innponokci)aninivy sk BUXigHi
peYoBUHM.

'H AMP (400Mru, CDCl3, § M u.): 1,43-1,48 (2H, m), 1,58-1,64 (4H, m), 1,98-2,05 (2H, m), 2,24 (3H, c), 2,39-



2,46 (4H, m), 2,51 (2H, 1, J=7,6I'y), 3,93 (3H, c), 4,07 (2H, T, J=6,3I'y), 7,07-7,04 (4H, m), 7,14 (2H, g, J=8,8I'L),
8,16 (1H, A, J=8,8I'w).

Mpuknag 170

7-meToKCK-2-MeTUn-3-(4-{3-[(3S)-3-meTunnine puamH-1-injnponokcu}deHin)-4 (3H)-xiHazoniHoH

BkasaHy B 3aronioBKy CrofyKy CMHTE3yBamM y BUrfsdi TBEpAOi pevOBMHU SICHO-KOBTOMO KOMbopy (T. mn.: 94-
96°C) 3a cnocobom npuknagy 165, BUKOPUCTOBYIOUMN 2-aMiHO-4-MeTOKCUBEH30HY KUCIOTY, OLTOBWIA aHrigpug i 4-
{3-[(3S)-3-meTnnnipnaunH-1-injnponokci}aHiniHMoHoTo3unart AK BUXiOHi pPEY0BUHY, 3 rnoganb Lo
nepekpucTanisadieto (eTunaueTat/aieTunosuii edip).

'H AMP (400Mry, CDCl3, 8 M.4.): 0,83-0,92 (4H, m), 1,54-1,73 (5H, m), 1,83-1,89 (1H, m), 1,98-2,06 (2H, m),
2,24 (3H, c), 2,50 (2H, T, J=7,6I"u), 2,83-2,91 (2H, m), 3,93 (3H, c), 4,07 (2H, T, J=6,3I"u), 7,06-7,01 (4H, m), 7,14
(2H, @, J=8,8I'u), 8,16 (1H, g, J=8,8I'L).

Mpuknag 171

5-meTokcu-2-metn-3-(4-{3-[(2R )-2-metunniponiguh-1-injnponokcm)deHin)-4(3H)-xiHazoniHoH

(1) OpepxaHHs 4-{3-[(2R)-2-meTunniponiguH-1-in]nponokci}aHiniHMoHoTO3MNaTy

4-{3-[(2R)-2-meTunniponianH-1-in]nponokcilaHiniH oaepXyBamm y BUMMsAi MacnsiHACTOI PEYOBUHM SICHO-
KOPWUYHEBOrO KOJbOpY 3a crnocobom npuknagy 138, BukopucToBytouM rigpobpomig (2R)-2-metvnniponiguny, 3-
6pomnponaHon i 4-HiTpodeHon K BuXigHi peyoBuHW. OpfepxaHy MacnsSHUCTY PEeYOBMHY PO3YMHAIM B
eTunaueTaTi, AogaBanuM 1ekB. PO34YMHY MOHOriApaTy M-TOSYyONnCynb(OHOBOI KUCMOTM B MeTaHonmi i UinboBYy
Cronyky ofepxyeBamm y Burnagi 6e3bapBHOi TBepaoi pevoBUHU BiAMINbTPOBYBaHHAM YTBOPEHOI TBEpAOl
peyoBuHu. lgpobpomig (2R)-2-meTunniponignHy ogepxysanm cnocobom, onmcaHmum B niteparypi [J. Org. Chem.,
1989, Vol.54, p.209], BukopucToBytoUM L-NponiHON K BUXIOHY pEYOBUHY.

(2) OpepxaHHs 5-meTokcn-2-menn-3-(4-{3-[(2R)-2-meTunniponignH-1-injnponokcuiderin)-4 (3H)-
XiHa30mMiHOHY

BkasaHy B 3arofioBky CMofyKy ofepxysarm 3a crnocobom npuknagy 165, BUKOPUCTOBYHOUM 2-aMiHO-6-
METOKCMOEH30HY KUCIOTY, OLTOBUIA aHrigpug i 4-{3-[(2R)-2-metunniponiguH-1-injnponokcilaHiniHMoHoTO3UNaT K
BUXiOHI pe4YOBUHMW.

'H AMP (400Mry, CDCl3, § m.u.): 1,11 (3H, A, J=5,9), 1,38-1,48 (1H, m), 1,59-1,82 (2H, m), 1,89-2,33 (9H,
m), 2,97-3,03 (1H, m), 3,17-3,22 (1H, m), 3,95 (3H, c), 4,05-4,10 (2H, m), 6,87 (1H, A, J=8,3T"w), 7,02 (2H, 4,
J=9,3l'u), 7,11 (2H, g, J=9,3l'u), 7,24 (1H, g, J=8,3I'y), 7,65 (1H, T, J=8,0I"L).

Oani AMP ans 4-{3-[(2R)-2-memunniponiguH-1-in]nponokcilaHiniHMoHOTO3MNaTy, WO BUKOPUCTOBYETbCS ANS
ofepXXaHHs Crosyku 4aHoro npuknagy, npeacTaBneHi HuKYe.

'H AMP (400Mru, CDCI3/CD3OD=5/1, § m.u.): 1,54 (3H, g, J=54Tu), 1,89-2,06 (2H, M), 2,18-2,43 (6H, wm),
2,61 (4H, ywmp.c), 2,90-3,08 (1H, m), 3,21-3,26 (1H, m), 3,44-3,52 (1H, m), 3,914,02 (3H, m), 6,67-6,72 (4H, m),
7,19 (2H, g. J=8,3I'y), 7,75 (2H, A, J=8,3I"w).

Mpuknag 172

6-meToKCU-2-MeTUN-3-(4-{3-[(2R)-2-meTunniponiguH-1-injnponokcu}deHin)-4(3H)-xiHazoniHoH

BkasaHy B 3aronoBKy CMofyKy CUHTE3yBanm y BUrnsaai Tsepaoi pevoBuHn binoro konbopy (1. nn.: 106-108°C)
3a cnocobom npuknagy 165, BUKOPUCTOBYIOUM 2-aMiHO-5-MeTOKCMOEH30MHY KUCIOTY, ouTOBMWA aHrigpug i 4-{3-
[(2R)-3-meTvnnipngmH-1-in]nponokci}aHiniHMOHOTO3MNaT SK BUXiAHI PeYOBUHW, 3 MOAasbLLUOK0 NepekpucTanisadicto
(eTvnaueTat/gieTunosun edip).

'H AMP (400Mry, CDCl3, & m.u.): 1,11 (3H, a4, J=5,9Tu), 1,39-1,48 (1H, m), 1,59-1,83 (2H, m), 1,89-2,07 (3H,
M), 2,10-2,34 (6H, m), 2,97-3,04 (1H, m), 3,17-3,22 (1H, m), 3,91 (3H, c), 4,07-4,12 (2H, m), 7,05 (2H, g, J=8,81L),
7,15 (2H, g, J=8,8I'u), 7,36 (1H, an, J=8,8,2,9T"u), 7,61 (1H, g, J=8,8I'u), 7,63 (1H, g, J=2,9'y).

Mpuknang 173

7-meToKCK-2-MeTUn-3-(4-{3-[(2R)-2-meTvnniponiguH-1-injnponokcu}deHin)-4(3H)-xiHazoniHoH

BkazaHy B 3aronoBKy CronlyKy ofepxyBanu 3a crocobom npuknagy 165, BUMKOPUCTOBYKOUM 2-amiHO-4-
MeTOKCMBEeH30MHY KUCMOoTy, ouToBMA aHrigpug i 4-{3-[(2R)-2-meTunniponignH-1-injnponokci}aHiniHMoHOTO3UNaT Sk
BUXiOHI pe4OBUHM.

'H AMP (400Mry, CDCls, & m.u.): 1,11 (3H, A, J=6,3), 1,39-1,48 (1H, m), 1,58-1,83 (2H, m), 1,89-2,07 (3H,
M), 2,10-2,51 (6H, m), 2,97-3,04 (1H, m), 3,17-3,22 (1H, m), 3,93 (3H, c), 4,10-4,06 (2H, m), 7,01-7,06 (4H, m), 7,15
(2H, g, J=8,8I'u), 8,16 (1H, g, J=8,8I'L).

Mpuknag 174

3-[4-(3-a3enaH-1-innponokcu)deHin]-2,6-gumeTun-4(3H)-xiHazoniHoH

(1) OpepxxaHHs 4-(3-asenaH-1-inNPonokKci)aHiniHy

LlinboBy crnonyky oaepxxyBamm 3a crnocobom npuknagy 138, BUKOPUCTOBYHOUM a3enaH, 3-6pomnponaHon i 4-
HITPOEeHON K BUXIOHI pe4OoBUHM.

(2) OpepxanHs 3-[4-(3-azenan-1-innponokcu)deHin]-2,6-aumeTnn-4(3H)-xiHazoniHOHY

BkaszaHy B 3aronoBKy CroNyKy ofepXyBanu 3a crnocobom npukrnagy 165, BUKOpUCTOBYKOUM 2-amiHO-5-
MEeTUNOEH30HY KUCIIOTY, OLTOBWI aHrigpug, i 4-(3-azenaH-1-innponokci)aHiniH sk BUXigHi pe40oBUHN.

'H AMP (400Mru, CDCl3, 8 m.u.): 1,62-1,64 (8H, M), 1,96-2,02 (2H, m), 2,24 (3H, T, J=11,7T1), 2,48 (3H, T,
J=11,7Tu), 2,68 (6H, 1, J=7,3I'u), 4,074,09 (2H, m), 7,04 (2H, aT, J=6,0, 3,6I'u), 7,14 (2H, gT, J=12,2,6,1T'u), 7,57
(2H, @, J=1,0l"u), 8,05 (1H, c).

Mpuknag 175

3-[4-(3-a3enaH-1-innponokcu)deHin]-5-pTop-2-MeTnn-4 (3H)-xiHazoniHoOH

BkaszaHy B 3aronoBKy CMoNyKy ofepXyBarm 3a crnocobom npuknagy 165, BUKOpUCTOBYHOUM 2-aMiHO-6-
(TOPOEH30VHY KUCIOTY, OLUTOBUI aHriapvg i 4-(3-a3enan-1-innponokci)aHiniH sik BUXiaHi pe4oBUHU.

'H AMP (400Mru, CDCl3, § m.u.): 1,61-1,63 (8H, m), 1,95-2,02 (2H, m), 2,22 (3H, T, J=10,0T"1), 2,67-2,68 (6H,
m), 4,08 (2H, 1, J=6,3I"y), 7,03-7,15 (5H, m), 7,46 (1H, g, J=8,3I'y), 7,68 (1H, 14, J=8,3, 54Tu).

Mpuknag 176

3-[4-(3-a3enan-1-innponokcu)deHin]-7-dpTop-2-meTun-4(3H)-xiHazoniHoH

BkasaHy B 3arosfioBky Crosiyky ofepXyBamm 3a crocobom npuknagy 165, BMKOPUCTOBYHOUM 2-aMiHO-4-
(PTOPOEH30WMHY KUCIOTY, OLTOBUI aHriapvg i 4-(3-a3enan-1-innponokci)aHiniH sk BUXigHi pe4oBuHU.



'H AMP (400MIu, CDCl3, § m.u.): 1,62-1,65 (8H, m), 1,95-2,02 (2H, m), 2,23 (3H, T, J=14,6I"1), 2,67-2,68 (6H,
m), 4,08 (2H, T, J=6,3I"y), 7,04-7,06 (2H, m), 7,12-7,20 (3H, m), 7,31 (1H, Aaa, J=9,8, 2,4Tu), 8,28 (1H, oA, J=8.8,
5,9'u).

Mpuknag 177

3-[4-(3-a3enaH-1-innponokcu)deHin]-5-meTokeu-2-metun-4 (3H)-xiHazoniHoH

BkasaHy B 3aronoBky cronyky ogepxyBamm 3a crnocobom npukragy 165, BMKOPUCTOBYOUM 2-aMiHO-6-
METOKCMOEH30WHY KACIOTY, OLTOBUIA aHrigpug i 4-(3-a3enan-1-innponokci)aniniH sik BUXigHi pe4oBUHM.

'H AMP (400Mry, CDCl3, § m.u.): 1,63-1,66 (8H, m), 1,96-2,03 (2H, m), 2,20 (3H, c), 2,68 (6H, A, J=6,8L),
3,96 (3H, c), 4,08 (2H, T, J=6,3I'u), 6,88 (1H, @, J=7,8I'y), 7,01-7,04 (2H, m), 7,10-7,13 (2H, m), 7,24 (1H, g,
J=4,1Tu), 7,65 (1H, T, J=8,0T ).

Mpuknag 178

3-[4-(3-a3enaH-1-innponokcu)deHin]-6-meTokcu-2-metnn-4 (3H)-xiHazoniHoH

BkasaHy B 3arofioBky CromnyKy ofepxysarm 3a crnocobom npuknagy 165, BUKOPUCTOBYHOUM 2-aMiHO-5-
METOKCMOEH30HY KACMOTY, OLTOBUIA aHrigpug i 4-(3-a3enax-1-innponokci)aniniH sik BUXigHI pe4oBUHM.

'H AMP (400Mry, CDCls, 8 M u.): 1,62-1,66 (8H, m), 1,96-2,03 (2H, M), 2,20 (3H, c), 2,68-2,70 (6H, m), 3,91
(3H, c), 4,09 (2H, 1, J=6,3I'y), 7,05 (2H, 14, J=6,0, 3,6Iu), 7,13-7,16 (2H, m), 7,36 (1H, aa, J=9,0, 3,2I'u), 7,60
(1H, ¢), 7,63 (1H, 7, J=3,4T'L)

Mpuknag 179

2,7-gnmeTun-3-(4-{3-[(3S)-3-metnnninepmanH-1-injnponokcudeHin)-4 (3H)-xiHazoniHoH

BkasaHy B 3arofioBky Crofiyky ofepxyBamv y Burnagi 6invx kpuctaniB 3a crocobom npuknagy 165,
BMKOPWCTOBYIOYM 2-aMiHO-6-MeTOKCUOEH30MHY KUCroTy, ouTtoBun aHrigpug i 4-{3-[(3S)-2-meTunniponignH-1-
innponokciaHiniHMOHOTO3MNMaT $K BUXiOHI Pe4YoBUHKW, i OBPOOKOK 3 BMKOPUCTAHHAM 1eKkB. pPO34MHy 4H
XMOPMCTOBOAHEBOI KUCIIOTW B eTunaueTarTi, 3 no4arsbLUoto nepekpucTanisadieto (3 eTaHony/etunaueTarty).

'H AMP (400Mru, CDCI3/CD30OD=10/1, & m.u.): 1,01 (3H, A, J=6,3Tu), 1,07-1,12 (1H, m), 1,90-1,99 (2H, m),
2,25-2,52 (11H, m), 2,56-2,63 (1H, m), 3,20-3,24 (2H, m), 3,51-3,54 (1H, m), 3,63-3,67 (1H, m), 4,15-4,18 (2H, m),
7,04 (2H, g, J=8,3l'y), 7,18 (2H, A, J=8,3I"y), 7,60-7,64 (2H, m), 8,04 (1H, c).

Mpwuknag 180

3-[4-(3-a3enaH-1-innponokcu)deHin]-2-metunnipuao[4,3-d]nipymiguH-4 (3H)-oH

BkasaHy B 3arofioBKy cronyky ogepxysanu 3a crnocobom npuknagy 165, BUKOPUCTOBYHOUM 4-aMiHOHIKOTUHOBY
KMCIOTY, OUTOBMI aHrigpuvg i 4-(3-a3enaH-1-innponokci)aHiniH sk BUXigHI pe4oBUHU.

"H amP (400MrI'y, CDCl3, 8 Mm.4.): 1,63 (4H, yuwmp.c), 1,72 (4H, yump.c), 2,06-2,08 (2H, m), 2,30 (3H, c), 2,76
(6H, ywwup.c), 4,10 (2H, 1, J=6,3I'y), 7,05-7,08 (2H, m), 7,13-7,16 (2H, m), 7,49 (1H, g, J=2,9I"u), 8,85 (1H, g,
J=5.9lu), 9,47 (1H, c).

Mpuknag 181

2-metn-3-(4-{3-[(2R)-2-meTunniponignH-1-in]jnponokcutdeHin)-4 (3H)-xiHasoniHoH

BkasaHy B 3aronoBKy Crofyky ogepXyBanu 3a crnocobom npuknagy 165, BMKOPMUCTOBYKOUM aHTpaHifnoBy
KMCIoTy, ouToBuUA aHrigpug i 4-{3-[(2R)-2-meTunniponiguH-1-injnponokci}aHiniHMOHOTO3MNaT SK BUXiAHI PE4OBUHW.

'H AMP (400Mry, CDCl3, & m.u.): 1,14 (3H, g, J=5,9u), 1,43-1,55 (1H, m), 1,69-1,85 (2H, M), 1,93-2,54 (9H,
M), 2,99-3,07 (1H, m), 3,21-3,26 (1H, m), 4,06-4,11 (2H, m), 7,05 (2H, A, J=8,8I'u), 7,15 (2H, g, J=8,8I'u), 7,46 (1H,
T,J=7,6l'y), 7,67 (1H, A, J=7,8I"w), 7,78-7,74 (1H, m), 8,27 (1H, ag, J=8,0, 1,2I").

Mpuvknag 182

2,5-gumeTnnn-3-[2-meTokcun-4-[3-(1-ninepuamnHin)nponokcu]derin]-4 (3H)-xiHazoniHoH

BkasaHy B 3arorioBky Crofnyky ofepxyBarm 3a crnocobom npuknagy 63, BUKOPUCTOBYIOYM 2-aMiHO-6-
MeTUnbeH30MHy  KUCMOTY,  OuTOBMMA  aHrigpug,  4-amiHo-3-meTokcudpeHon i rigpobpomig  1-(3-
Gpomnponin)ninepuanHy sk BUXigHI pedvoBuHW. 4-AMiHO-3-MeToKcudEeHon oaepXXyBamm cnocobom, onMcaHum B
niTepatypi [J. Med. Chem., 1995, Vol.38, p.2748].

'H AMP (400Mry, CDCl3, § M.u.): 1,42-1,48 (2H, m), 1,58-1,64 (4H, m), 1,97-2,04 (2H, m), 2,19 (3H, c), 2,39-
2,44 (4H, m), 2,50 (2H, T, J=7,2I'u), 2,82 (3H, c), 3,77 (3H, c), 4,06 (2H, T, J=6,4T"y), 6,59-6,62 (2H, m), 7,08 (1H,
a, J=8,8Iu), 7,19 (1H, g, J=8,0l"u), 7,49 (1H, g, J=8,0l'u), 7,58 (1H, T, J=8,0IL).

Mpuknag 183

2,5-aumeTun-3-{2-meTtokcn-4-[3-niponiguH-1-innponokcu]deHin}-4(3H)-xiHazoniHoH

BkaszaHy B 3arofoBKy CrMOSfyKy OAepXyBarmm 3a crnocobom npuknagy 63, BMKOPUCTOBYHOYM 2-aMiHO-6-
MeTUNOEH30MHY KUCIIOTY, OLITOBWIA aHrigpua, 4-amiHo-3-meTokcudeHon i rigpobpomia 1-(3-6pomdpeHin)niponigmHy
SIK BUXiHI pe4YOBUHW.

'H AMP (400Mry, CDCls, § m.u.): 1,80-1,83 (4H, m), 2,01-2,07 (2H, m), 2,19 (3H, c), 2,54-2,58 (4H, m), 2,66
(2H, 1, J=7,2l'y), 2,82 (3H, c), 3,77 (3H, c), 4,08 (2H, T, J=6,4TL), 6,59-6,62 (2H, m), 7,08 (1H, A, J=8,8T"w), 7,19
(1H, A, J=8,0T"u), 7,49 (1H, g, J=8,0l'u), 7,58 (1H, T, J=8,0I ).

Mpuknag 184

6-xrnop-3-[2-meTokcu-4-(3-nine pugnt-1-innponokcu)dgeHin]-2-meTnnipuao[3,4-d]nipumignH-4 (3H)-oH

BkasaHy B 3arofioBky CMonyky ofepxyBarm 3a crnocobom npuknagy 63, BMKOPUCTOBYHOYM 5-aMiHO-2-
XINOPi3OHIKOTMHOBY ~ KWUCIIOTY,  OUTOBWW  aHrigpug,  4-amiHo-3-meTokcudbeHon i rigpobpomia  1-(3-
Opomnponin)ninepuanHy SK BUXiaHI pe4OBUHN.

'H AMP (400Mru, CDCl3, § M.u.): 1,42-1,48 (2H, m), 1,58-1,64 (4H, m), 2,00-2,05 (2H, m), 2,25 (3H, c), 2,40-
2,45 (4H, m), 2,51 (2H, 1, J=7,2l'y), 3,77 (3H, c), 4,07 (2H, 1, J=6,4T'L), 6,61-6,64 (2H, m), 7,07 (1H, g, J=9,2I'L),
8,06 (1H, g, J=0,8I"y), 8,90 (1H, A, J=0,8I).

Mpwuknag 185

6-xrnop-3-{2-meTokcK-4-[3-niponiguH-1-innponokcu]deHin}-2-metnnnipnao[3,4-dnipumianH-4 (3H)-oH

BkasaHy B 3arofioBky CMoNnyky oJepXyBaru 3a crnocobom npuknagy 63, BMKOPUCTOBYHOYM 5-amiHO-2-
XINOPi3OHIKOTMHOBY ~ KUCIIOTY,  OUTOBWMW  aHrigpua,  4-amiHo-3-meTokcudbeHon i rigpobpomig  1-(3-
©pomnponin)niponignHy SK BUXigHI pE4YOBUHN.

"H AMP (400Mru, CDCls, § m.u.): 1,80-1,84 (4H, m), 2,02-2,09 (2H, m), 2,25 (3H, ¢), 2,55-2,60 (4H, m), 2,68
(2H, T, J=7,2l'y), 3,77 (3H, c), 4,10 (2H, T, J=6,4T"n), 6,61-6,64 (2H, m), 7,06 (1H, A, J=9,2I'u), 8,06 (1H, A4,



J=0,8Iu), 8,89 (1H, g, J=0,8Iw).

Mpuknag 186

6-dpTOp-3-[2-MeTOKCK-4~(3-ninepuamH-1-innponokcn)deHin]-2-metunnipugo[3,4-dnipumignH-4(3H)-oH

BkasaHy B 3arofioBky Crofyky ofepxyBarm 3a crnocobom npuknagy 63, BUKOPUCTOBYIOUM S-aMiHO-2-
(PTOPI3OHIKOTMHOBY ~ KMUCIOTY,  OUTOBMW  aHrigpug,  4-amiHo-3-meTokcudeHon i rigpobpomia  1+(3-
6pomnponin)ninepuanHy sik BUXigHi pe4OBUHM.

'H AMP (400Mry, CDCl3, § m.u.): 1,42-1,51 (2H, m), 1,58-1,64 (4H, m), 1,98-2,06 (2H, m), 2,25 (3H, c), 2,40-
2,45 (4H, m), 2,51 (2H, 1, J=7,2l'y), 3,78 (3H, c), 4,07 (2H, T, J=6,4I'L), 6,61-6,64 (2H, m), 7,07 (1H, g, J=9,2I'y),
7,64-7,65 (1H, m), 8,76 (1H, c).

Mpuknag 187

6-pTOp-3-{2-MeToKCU-4-[3-niponianH-1-innponokcu]deHin}-2-metTunnipnao([3,4-d]nipumignH-4 (3H)-oH

BkasaHy B 3arofioBky Crofyky oJepXyBarm 3a crnocobom npwknagy 63, BUKOPUCTOBYHOUM S-aMiHO-2-
(PTOPI3OHIKOTMHOBY ~ KUCIOTY,  OLUTOBWMA  aHrigpug, 4-amiHo-3-meTokcudeHon i rigpobpomig — 1-(3-
©pomnponin)niponianHy sk BUXigHI pe4OBUHN.

'H AMP (400Mry, CDCl3, § M.u.): 1,80-1,84 (4H, m), 2,02-2,09 (2H, m), 2,24 (3H, c), 2,55-2,60 (4H, m), 2,67
(2H, 1, J=7,2T'u), 3,77 (3H, c), 4,10 (2H, T, J=6,4T"u), 6,61-6,64 (2H, m), 7,07 (1H, g, J=9,2I'u), 7,64-7,66 (1H, m),
8,76 (1H, c).

Mpuknag 188

3-[2-meTokcn-4-(3-ninepuanH-1-innponokcu)dgeHin]-2-me Tnnipnao[3,4-dnipymignH-4(3H)-oH

BkaszaHy B 3arofioBky CMOMyKy OLepXYyBanu KaTamiTWiHMM BiQHOBMEHHSIM  6-xrop-3-[2-meTokcu-4-(3-
ninepuauH-1-innponokcu)deHin]-2-metnnnipuao([3,4-d]nipumiguH-4(3H)-oHy, cuHTe30BaHOro B npuknadi 184,
BUKOPUCTOBYIOUM SIK KaTanisaTop nanafii Ha akTMBOBaHOMY BYrinmi, B MPUCYTHOCTI TpUeTUNamiHy.

'H AMP (400Mru, CDCl3, § m.u.): 1,42-1,48 (2H, m), 1,58-1,63 (4H, m), 1,98-2,06 (2H, m), 2,27 (3H, c), 2,40-
2,45 (4H, m), 2,51 (2H, 1, J=7,2l'y), 3,77 (3H, c), 4,07 (2H, 1, J=6,4T'n), 6,61-6,64 (2H, m), 7,07 (1H, g, J=9,2I'y),
8,03 (1H, aa, J=0,8, 5,2I'y), 8,66 (1H, g, J=5,2I"u), 9,12 (1H, g, J=0,8I"L).

Mpwuknag 189

3-{2-meTokcu-4-[3-niponiamH-1-innponokcu]deHin}-2-metunnipmgo[3,4-d]nipumianH-4(3H)-oH

BkaszaHy B 3aronoBKy CMOMyKy OepXyBanm KaTamiTUiHWM BiQHOBMEHHSM 6-xrnop-3-{2-meTokcn-4-[3-
niponigux-1-innponokcu]derin}-2-metunnipngo(3,4-dlnipumianH-4(3H)-oHy, cuHTe3oBaHoro B npwuknagi 185,
BUKOPUCTOBYIOUN SIK KaTanisaTop nanagii Ha akTMBOBaHOMY BYrinfi, B MPUCYTHOCTI TpUeTUNaMmiHy.

"H AMP (400Mry, CDCls, § M.u.): 1,82-1,86 (4H, m), 2,04-2,11 (2H, m), 2,27 (3H, c), 2,59-2,63 (4H, m), 2,70
(2H, 1, J=7,2I'u), 3,77 (3H, c), 4,10 (2H, T, J=6,4"vn), 6,61-6,64 (2H, m), 7,07 (1H, g, J=9,2I'u), 8,03 (1H, Aa, J=0,8,
5,2l'y), 8,66 (1H, A, J=5,2I'y), 9,12 (1H, A, J=0,81"w).

Mpuknag 190

3-[2-meTokcu-4-(3-ninepuaunH-1-innponokeun)deHin}-2-metunnipuao[4,3-d]nipymigmn-4 (3H)-oH

BkasaHy B 3arofioBKy Crofyky ogepKyBanu 3a cnocobom npuknagy 63, BUKOPUCTOBYHOUN 4-aMiHOHIKOTUHOBY
KMCIOTy, OUTOBWIA aHrigpua, 4-amiHo-3-meTokcudeHon i rigpobpomia 1-(3-6pomnponin)ninepuanHy K BUXIAHI
pEeYOoBUHM.

'H AMP (400Mry, CDCl3, § m.u.): 1,42-1,48 (2H, m), 1,58-1,63 (4H, M), 1,98-2,06 (2H, m), 2,26 (3H, c), 2,40-
2,45 (4H, m), 2,50 (2H, 1, J=7,2l'y), 3,78 (3H, c), 4,07 (2H, 1, J=6,4"y), 6,61-6,64 (2H, m), 7,08 (1H, g, J=8,8I"w),
7,48 (1H, g, J=0,8, 5,6I'y), 8,83 (1H, g, J=5,6T"u), 9,47 (1H, g, J=0,8I"L).

Mpuknag 191

3-{3-6pom-4-[3-niponigmH-1-innponokcu]deHin}-2-metmn-5-(TpudtopmeTnn)-4(3H)-xiHasoniHoH

(1) OpepxaHHs 4-amiHo-2-6pomdpeHony

LlinboBy crnonyky opepXyBamM BiOHOBMEHHAM 2-OpoM-4-HiTpodoeHOMny 3anizom B 3MillaHOMY PO34uHI
MeTaHOmy i BOAHOrO PO34MHYy XIiopuay amoHit. 2-Bpom-4-HiTpodheHon ogepxyBarmm crnocobom, onucaHum B
niTepatypi [J. Org. Chem., Vol.62, 1997, p.4504].

(2) OpepxaHHs 3-{3-6pom-4-[3-niponignH-1-innponokcu]deHin}-2-meTun-5-(tpucdTopme Tnn)-4 (3H)-
XiHa30mMiHOHY

BkazaHy B 3aronoBKy CMOMyKy OJepXyBarmM 3a crnocobom npuknagy 63, BMKOPUCTOBYHOYM 2-amiHO-6-
(TP TOPMETUN)OEH30MHY  KUCINOTY, OLTOBUNM  aHrigpua, 4-amiHo-2-6pomdeHon i rigpobpomia  1+(3-
6pomnponin)niponignHy K BUXigHI pe40BUHN.

'H AMP (400Mry, CDCls, § m.u.): 1,81 (4H, m), 2,10 (2H, m), 2,28 (3H, c), 2,57 (4H, m), 2,70 (2H, m), 4,13
(2H, m), 7,05 (1H, A, J=8,8I"w), 7,17 (1H, a4, J=8,8I'u), 7,46 (1H, c), 7,83 (1H, A, J=8,0l"y), 7,88 (2H, A, J=8,0IL).

Mpuknag 192

6-xrnop-3-[2-cbTopeTokcn-4-(3-ninepuamnH-1-innponokcn)dpeHrin]-2-metunnipnao[3,4-dnipymignn-4 (3H)-oH

(1) OpepxaHnHa 6-x110p-3-[2-rigpokcn-4-(3-ninepuauH-1-innponokcn)deHrin]-2-meTnnnipnao[3,4-dnipymiamH-
4(3H)-oHy

6-xrnop-3-[2-meTokcu-4-(3-nine puant-1-innponokcu)deHin]-2-me Tnnipuao[3,4-dnipumignH-4 (3H)-oH,
cuHTe30BaHwi B npuknagi 3-3 (143wr, 0,32MMonb ), po3unHaAnM B MeTuneHxnopugi (3mn), gogasanu Tpubpomia
6opy (1M po3unH B MeTuneHxnopuai, 3,2MMorb) Ha NboasaHin 6aHi, nepemilyBany nNpu KiMHaTHIA TeMneparypi
npoTarom 15 roguH i npu 40°C npoTtarom 3 roavH. [ns 3ynMHeHHS peakuii gogaBany HacuYeHy BYIIIEKUCIIOTO
BOAY, CYMiW ekcTparyBanu eTtunauetatoMm i cywmnu 6e3BogHvm cynbdatom HaTtpito. lNpoaykT ouunwanm
KOJIOHKOBOI Xpomatorpadieto Ha cunikareni (xnopodopm/meTtanon=20/1) i uinboBy cromyky (49mr, 35%)
ofepXyBarmm y BUrnadi TBEpAOI PEYOBUHM SICHO-KOBTOTO KOJbOPY.

"H AMP (400Mry, CDCl3, § m.u.): 1,38-1,43 (2H, m), 1,52-1,59 (4H, m), 2,01-2,07 (2H, m), 2,32 (3H, c), 2,51-
2,57 (4H, m), 2,64-2,80 (2H, m), 3,99 (2H, 1, J=6,4TU), 6,41-6,45 (2H, m), 6,99 (1H, g, J=8,4I'y), 8,05 (1H, g,
J=0,8I"u), 8,90 (1H, g, J=0,8I"u).

(2) OpepxaHHsi 6-xrop-3-[2-cpTopeTokcn-4-(3-ninepuamnH-1-innponokcu)deHin]-2-metunnipuao[3,4-
d]nipumignn-4(3H)-oHy

6-xrop-3-[2-rinpokcu-4-(3-nine puamH-1-innponokcu)deHin]-2-metunnipuao[3,4-d]-nipumigun-4(3H)-on  (10mr),
2-cbTopeTvnTo3unaT (7,6Mmr) i kapOoHar kanito (16Mr) amiyBanu B aumeTundopmamiai (2mn) i nepemiwysany npu



80°C npotarom 10 rogwH. JogaBamm AUCTMMbOBaHy BOAY, CyMill ekcTparyBanu eTunaueTatoM i CyLumnm
6e3BogHMM  cynbdatoM HaTpito. [poAaykT ouuwanu TOHKOLWApPOBOK Xpomatorpadieto Ha  cumikareni
(xnopodpopm/meTtaHon=10/1) i BkasaHy B 3arornioBky crionyky (8,5mr, 77%) ogepxyBanu y Burnsgi 6e3bapsHoi
TBEpOoi peyoBUHM.

'H AMP (400Mry, CDCl3, § M.u.): 1,42-1,48 (2H, m), 1,58-1,64 (4H, m), 1,98-2,05 (2H, m), 2,28 (3H, c), 2,40-
2,45 (4H, m), 2,50 (2H, T, J=7,2I'y), 4,07 (2H, 1, J=6,4T"u) 4,104,36 (2H, m), 4,494,52 (1H, m), 4,61-4,64 (1H, m),
6,64 (1H, g, J=2,4I'y), 6,67 (1H, an, J=2,4, 8,4T'u), 7,09 (1H, g, J=8,4I"u), 8,05 (1H, c), 8,90 (1H, c).

Mpuknag 193

2,5-aumeTun-3-[2-rigpokcn-4-(3-ninepuauH-1-innponokcn)derin]-4 (3H)-xiHazoniHoH

2,5-anmeTun-3-{2-meTtokcu-4-[3-niponigunH-1-innponokcu]deHin}-4(3H)-xiHaszoniHoH, CUHTE30BaHWN B
npuknagi 182, gemeTunysanu, BUKOPUCTOBYYM crnocid npuknagy 192(1), i ogepkyBanu, Takum YMHOM, BKa3aHy B
3arorioBKy CMOMyKy.

'H AMP (400Mry, CDCls, 8 M.u.): 1,38-1,45 (2H, m), 1,55-1,61 (4H, m), 1,97-2,04 (2H, m), 2,27 (3H, c), 2,43-
2,52 (4H, m), 2,55-2,64 (2H, m), 2,80 (3H, c), 3,92-3,98 (2H, m), 6,44-6,48 (2H, m), 6,99 (1H, g, J=8,0l'y), 7,16 (1H,
A, J=8,0lu), 7,49 (1H, g, J=8,0u), 7,56 (1H, 1, J=8,0"w).

Mpuknag 194

2,5-anmeTun-3-{2-pTopeTokcn-4-[3-ninepuamk-1-innponokcu]derin}-4(3H)-xiHazoniHoH

BkasaHy B 3aronoBky crnonyky ofepxysanm 3a cnocobom npuknagy 192(2) sMkopucTtoBytoun 2,5-aumeTun-3-
{2-rippokcu-4-[3-niponigny-1-innponokcu]deHin}-4(3H)-xiHa3oniHoOH i 2-hTopeTUnTo3MnaT siK BUXiAHI PEYOBUHW.
BukopuctoByBarm  2,5-gumeTtun-3-{2-rigpokcu-4-[3-niponiamn-1-innponokcu]deHrin}-4 (3H)-xiHa3oniHOH,  skui
CuHTe3yBaru B npuknagi 193.

'H AMP (400Mru, CDCl3, § m.u.): 1,42-1,49 (2H, m), 1,59-1,65 (4H, m), 1,98-2,06 (2H, m), 2,22 (3H, c), 2,40-
2,49 (4H, m), 2,52 (2H, 1, J=7,2l'u), 2,82 (3H, c), 4,05 (2H, 1, J=6,4T"u), 4,10-4,33 (2H, m), 4,50-4,54 (1H, m), 4,62-
4,66 (1H, m), 6,62 (1H, g, J=2,4T'u), 6,65 (1H, an, J=2,4, 8,4I'y), 7,10 (1H, A, J=8,4I"w), 7,20 (1H, g, J=8,0l'y), 7,51
(1H, g, J=8,0l"u), 7,58 (1H, 7, J=8,0I"Ly).

Mpuknag 195

3-{2-pTOpeToKkCcKu-4-[3-ninepuamnH-1-innponokcu]denin}-2-metnnnipnao([3,4-d]-nipymiguH-4 (3H)-oH

BkasaHy B 3aronioBKy CrMOMyKy OAEpXyBanu KaTamniTudHMM BigHOBMEHHSAM 6-xrop-3-{2-chTopeToken-[3-
ninepuaunx-1-innponokcu]derin}-2-metnnnipnao[3,4-dJnipumignH-(3H)-oHy, cuHTe3oBaHoro B npuknagi 192,
BUKOPUCTOBYIOUN SIK KaTarnisaTop nanagii Ha akTMBOBaHOMY BYrinfi, B MPUCYTHOCTI TpMeTUNaMiHy.

'H AMP (400Mry, CDCl3, § m.u.): 1,42-1,49 (2H, m), 1,58-1,64 (4H, m), 1,98-2,06 (2H, m), 2,29 (3H, c), 2,40-
2,47 (4H, m), 2,51 (2H, T, J=7,2T'u), 4,07 (2H, 1, J=6,4T"w), 4,10-4,36 (2H, m), 4,49-4,52 (1H, m), 4,61-4,64 (1H, m),
6,64 (1H, g, J=2,4T'u), 6,67 (1H, oa, J=24, 8,4I'y), 7,10 (1H, g, J=8,4I'u), 8,02 (1H, ag, J=0,8, 5,2I'y), 8,66 (1H, g,
J=5,2I'u),9,12(1H,4,1=0,81"w).

Mpuknag 196

3-{2-hTopeTokeK-4-[3-ninepmamH-1-innpo nokcu]deHini-2-metunnipuao[4,3-dnipuMianH-(3H)-oH

BkasaHy B 3aronioBky crnomnyky ogepxxyBanu 3a cnocobom npuknagy 192, sukopuctoBytoun 3-{2-meTokcn-4-[3-
ninepuaunx-1-innponokcu]deHrin}-2-metvnnipngo[4,3-djnipumignH-4(3H)-oH | 2-bTopetvnTo3unar sk BUXigHI
peyoBuHW. BukopuctoByBanu 3-{2-meTokcn-4-[3-ninepuamnn-1-innponokcu]derin}-2-metnnnipngo[4,3-d]nipumignn-
4(3H)-oH, sknin cuHTesysanu B npuknagi 190.

'H AMP (400Mry, CDCl3, § M.u.): 1,42-1,49 (2H, m), 1,58-1,64 (4H, m), 2,01-2,05 (2H, m), 2,29 (3H, c), 2,41-
2,47 (4H, m), 2,52 (2H, T, J=7,2T'u), 4,07 (2H, T, J=6,4I'y), 4,10-4,38 (2H, m), 4,50-4,53 (1H, m), 4,62-4,64 (1H, m),
6,64 (1H, a, J=2,4lu), 6,67 (1H, o, J=24, 84Iu), 7,11 (1H, g, J=8,4lu), 7,49 (1H, ag, J=0,8, 56Ty), 8,84 (1H, g,
J=5,6l"u), 9,46 (1H, g, J=0,8I"w).

Mpuknag 197

3-(4-rippokcudpeHin)-6-meTokcu-2-meTvnnipnao[3,4-dnipymiamH-4(3H)-oH

(1) OpepxanHs 6-xrnop-3-(4-rigpokcudeHin)-2-meTunnipmao([3,4-d]nipumignH-4(3H)-oHy

LlinboBy crnonyky opepxyBarm 3a cnocobom npuknagy 1(1) i -(2), BukopuctoBytoun 5-aMiHO-2-
XIOPi30HIKOTUHOBY KMUCIOTY, OLTOBUIA aHrigpuva, i 4-aMiHoeHon sk BUXigHI pe4OBUHM.

(2) OpepxanHs 3-(4-rinpokcudeHin)-6-meTokcu-2-meTunnipnao[3,4-dnipyumiannH-4(3H)-oHy

6-xrnop-3-(4-rigpokcudpeHin)-2-meTvnnipuao[3,4-d]nipumignH-4(3H)-on  (300mr, 1,04MMOrb) po3YMHANM B
6e3BogHOMY MeTaHoni (15Mn) B moToui asoTy, AodaBanu MeToKcup Hatpito (7MMOSb) i cymiw Kunm'atunum i3
3BOPOTHUM XOSOAMNIIbHUKOM MpoTarom 20 roguH. Cymil 3anuwianu Ang oxXosio4KyBaHHs, noTiM 4o4aBarnv OLTOBY
KMUCIOTY | PO3YMHHUK BiAraHsiny npu 3HmwkKeHoMy TucKy. [o 3anuiuKy Jogasany ANCTUIbOBaHy BOAY, TBEpAWN ocas
BiAINbTPOBYBATM | 0AEpPXYyBanu, TakuM YMHOM, BKa3aHy B 3arofioBKy crofyky (259wmr, 88%) y Burnagi Tsepgoi
PEeY0BUHM KOMbOpPY NaBaHAM.

'H AMP (400MrL, CDCI3/CD30D=5/1, § m.u.): 2,21 (3H, ¢), 3,99 (3H, c), 6,94 (2H, g, J=8,8I), J=7,01 (2H, A,
J=8,8lu), 7,40 (1H, c), 8,71 (1H, c).

Mpuknag 198

2-emun-3-(4-rigpokcudgeHrin)-6-meTokcunipnao[3,4-dnipumignH-4 (3H)-oH

BkasaHy B 3arofioBky Crosiyky ofepxyBamm 3a crnocobom npuknagy 197, BMKOpPUCTOBYKUM 5-amiHO-2-
XIOPi30HIKOTUHOBY KUCIOTY, MPOMIOHOBUI aHrigpua, 4-amiHoeHon i MeTokcua HaTpito SK BUXiAHI pe4YOBUHW.

"H AAMP (400Mru, CDCI3/CD;0OD=5/1, & M.4.): 1,21 (3H, T, J=7,6I'1), 2,47 (2H, kB, J=7,6I"1), 4,03 (3H, c), 6,98
(2H, g, J=8,8I"u), 7,04 (2H, g, J=8,8I'u), 7,44 (1H, c), 8,79 (1H, c).

Mpwuknag 199

6-meTokcu-2-meTun-3-[4-(3-ninepuamH-1-innponokcn)deHin|nipnao[3,4-dnipymignH-4(3H)-oH

BkasaHy B 3arofnoBKy CMoflyKy CUHTE3yBanu y BUrnsai Tsepaoi pevoBuHu 6inoro konbopy (1. nn.: 145-147°C)
3a crnocobom npuknagy 63, BukopucToBytuM 3-(4-rigpokcudeHin)-6-meTokcu-2-meTmnnipmuao[3,4-dnipymignH-
4(3H)-oH i rigpobpomig 1-(3-6pomnponin)nipuauHy sK BUXiQHI PeYOBWMHW, 3 MOAAsNbLIOK MNepeKpucTanizauieto
(eTvnaueTat/gieTMnoBun edip). BukopuctoBysanm 3-(4-rippokcudeHin)-6-meTokcn-2-meTunnipuao[3,4-
d]nipumignn-4(3H)-oH, siknin cHTedyBanu B npuknagi 197.

'H AMP (400Mru, CDCl3, § m.u.): 1,43-1,49 (2H, m), 1,58-1,64 (4H, M), 2,00-2,06 (2H, m), 2,24 (3H, c), 2,40-



2,47 (4H, m), 2,52 (2H, 1, J=7,2I'u), 4,03 (3H, c), 4,07 (2H, T, J=6,4I'y), 7,05 (2H, A, J=9,2I'y), 7,13 (2H, A,
J=9,2l'u), 7,45 (1H, g, J=0,8Iu), 8,75 (1H, A, J=0,8w).

Mpuknag 200

6-meToKCU-2-MeTUN-3-[4-(3-niponiguH-1-innponokcu)derin]nipngo(3,4-d]-nipymignH-4 (3H)-oH

BkasaHy B 3arofoBKy Crnonyky CUHTe3yBanu y BUrnagi Teepaoi pevoBuHmM 6inoro konmebopy (T. nn.: 123-126°C)
3a crnocobomMm npuknagy 63, BuKopucToByrouMn 3-(4-rigpokcudeHin)-6-meTokeu-2-metunnipnao[3,4-d]nipuMignH-
4(3H)-oH i rigpobpomig 1-(3-6pomnponin)niponiaMHy SK BUXigHI peyvyoBMHW, 3 MOAAnbLUOK MepekpucTanisauieto
(eTvnaueTat/gieTunosun edip). BukopuctoByBanmu 3-(4-rippokcudpeHin)-6-meTokcn-2-meTMNNipnao[3,4-
e]nipumigun-4(3H)-oH, sikun cuHTesysanu B npuknagi 197.

'H AMP (400Mry, CDCls, 5 M.u.): 1,80-1,84 (4H, m), 2,02-2,08 (2H, m), 2,23 (3H, c), 2,55-2,61 (4H, m), 2,68
(2H, 1, J=7,2I'u), 4,03 (3H, c), 4,10 (2H, T, J=6,4T"u), 7,05 (2H, A, J=9,2I'y), 7,13 (2H, a4, J=9,2I'y).

Mpuknag 201

2-e1un-6-metokcu-3-{4-[3-ninepuamnH-1-innponokcu]deHin| nipnao[3,4-d]nipumignH-4 (3H)-oH

BkasaHy B 3arofioBKy Croflyky ofepxysarm 3a crnocobom npuknagy 63, BUKOpUCTOBYHOUM 2-eTwn-3-(4-
rigpokcudeHrin)-6-meTtokcunipnao[3,4-d]nipumignn-4(3H)-oH i rigppobpomia 1-(3-6pomnponin)ninepmanHy ik BUXigHi
peyoBuHW. BukopuctoByBamm  2-etun-3-(4-rigpokcudeHin)-6-metokeunipnao[3,4-dJnipyumigun-4 (3H)-oH,  akui
CuHTe3yBaru B npuknagi 198.

'H AMP (400Mru, CDCl3, & Mu.): 1,21 (3H, T, J=7,6I1), 1,43-1,49 (2H, m), 1,58-1,64 (4H, m), 2,00-2,06 (2H,
m), 2,40-2,58 (8H, m), 4,014,08 (5H, m), 7,05 (2H, g, J=9,2I'u), 7,13 (2H, g, J=9,2I'y), 7,45 (1H, c), 8,77 (1H, c).

Mpuknag 202

2-e1un-6-meTokeu-3-{4-[3-niponiguH-1-innponokcu]deHintnipugo[3,4-dnipumianH-4(3H)-oH

BkasaHy B 3arofiloBky CrosfyKy ofepxyBarm 3a crnocobom npuknagy 63, BUKOPUCTOBYHOUM 2-eTun-3-(4-
rigpokcuderin)-6-meTtokeunipnao[3,4-d]nipumigun-4 (3H)-oH i rigppobpomig 1-(3-6pomnponin)niponignHy SK BUXiAHI
peyoBuHW. BukopuctoByBamm  2-eTun-3-(4-rigpokcudeHin)-6-metokeunipuao[3,4-eJnipyumigmn-4 (3H)-oH,  axkun
CuHTe3yBaru B npuknagi 198.

'H AMP (400Mru, CDCl3, § Mu.): 1,22 (3H, T, J=7,6Iu), 1,82-1,86 (4H, M), 2,04-2,11 (2H, m), J=2,44 (2H, ks,
J=7,2l'u), 2,58-2,63 (4H, m), 2,70 (2H, T, J=7,2l'y), 4,04 (3H, c), 4,10 (2H, 1, J=6,4Tu), 7,13 (2H, g, J=9,2I'u), 7,45
(1H, c), 8,79 (1H, c).

Mpuknan 203

6-meToKCK-3-{2-MeToKkcK-4-[3-niponianH-1-innponokcu]deHin}-2-metunnipuao[3,4-d]nipymigmn-4 (3H)-oH

(1) OpepxaHHs 3-(4-rigpokcmn-2-meTokcudeHin)-6-meToken-2-metmnnipuao[3,4-d]nipymiguH-4 (3H)-oHy

LlinboBy cronyky ogepxysamm 3a cnocobom mpuknagy 197, BUKOPUCTOBYIOUM 5-aMiHO-2-XII0Pi3OHIKOTUHOBY
KMCIOTY, OLUTOBWUI aHrigpug, 4-amiHo-3-MeTOKCUdEHON i METOKCUA HATPIIO SIK BUXIOHI PEYOBUHN.

(2) OpepxaHHs 6-meToKCK-3-{2-MeToKCcK-4-[3-niponiauH-1-innponokcu]deHin}-2-meTunnipugo|[3,4-
d]nipumignH-4(3H)-oHy

BkasaHy B 3aronoBKy CMOJlyKy ofepyBarm 3a criocobom npwuknagy 63, BUKOpUCTOBYHOUN 3-(4-rigpokcu-2-
MeToKcudpeHin)-6-meTokcu-2-meTunnipngo(3,4-dnipumianH-4(3H)-oH i rigpobpomig 1-(3-6pomnponin)niponiguHy
SIK BUXiZHI PEYOBUHW.

"H AMP (400Mry, CDCls, § m.u.): 1,80-1,84 (4H, m), 2,02-2,07 (2H, M), 2,20 (3H, c), 2,55-2,60 (4H, m), 2,68
(2H, 1, J=7,2l'y), 3,77 (3H, c), 4,02 (3H, c), 4,09 (2H, T, J=6,4TL), 6,60-6,63 (2H, m), 7,07 (1H, g, J=8,8'y), 7,45
(1H, ¢), 8,75 (1H, c).

Mpuknag 204

6-6pom-3-{2-hTopeToKCH-4-[3-niponianH-1-innponokculdeHin}-2-metmn-4(3H)-xiHasoniHoH

(1) OpepxxaHHsi 6-6pom-3-{2-meTokcu-4-[3-niponignH-1-innponokcu]deHin}-2-metun-4 (3H)-xiHazoniHoHy

LiinboBy crnonyky ogepxysarm 3a crnocobom npuknagy 63, BMKOPUCTOBYIOUM 2-aMiHO-5-6pomBeH30MHy
KMUCMNOTy, OUTOBWIA aHrigpug, 4-amiHo-3-meTokcudpeHon i rigpobpomig 1-(3-6pomnponin)niponianHy K BUXigH
PEYvOBUHN.

(2) OpepxaHHs 6-6pom-3-{2-bTopeTokcu-4-[3-niponignH-1-innponokcu]deHin}-2-meTun-4 (3H)-xiHazoniHoHy

BkasaHy B 3aromoBKy cronyky ogepxysamu 3a criocobom npwuknagy 192, BukopuctoBytoun 6-6pom-3-{2-
MeTokcu-4-[3-niponigunH-1-innponokcu]deHin}-2-meTun-4(3H)-xiHazoniHoH | 2-pTopeTwnTo3unar sk BUXigHI
pEeYvOBUHN.

'H AMP (400Mry, CDCls, § M.u.): 1,82-1,86 (4H, m), 2,05-2,12 (2H, m), 2,23 (3H, c), 2,62-2,66 (4H, m), 2,72
(2H, 1, J=7,2I'u), 4,10 (2H, T, J=6,4T1), 4,12-4,34 (2H, m), 4,50 (1H. T, J=4,0Tu), 4,62 (1H, T, J=4,0l"1), 6,64-6,68
(2H, m), 7,09 (1H, A, J=8,8I"w), 7,55 (1H, g, J=8,4T"u), 7,82 (1H, aa, J=8.,8, 2,4T'u), 8,37 (1H, A, J=2,4T"w).

Mpuknag 205

6-eTokcukap6oHin-3-{2-pTopeTokeu-4-[3-niponignH-1-innponokcu]deHin}-2-meTnn-4 (3H)-xiHasoniHOH

6-6pom-3-{2-hTopeToKCU-4-[3-niponiamH-1-innponokcu]deHin}-2-metn-4(3H)-xiHasoniHoH  (37mr), aueTar
nanagito(ll) (2mr), dppf (1,1'-6ic(anderindocdino)depoueH) (8,2Mr) i TpyeTMnamin (22Mr) 3aMiwyBanu B eTaHori
(5mn) i aTmocdepy B cucTeMmi 3amiHoBanM Ha okcug Byrreu. Cymiw noTiM KMM'ATMAM i3 3BOPOTHUM
XonoaunbHUKOM B atMmocdbepi okcuay Byrreuto npotarom 2 AHiB. [1o pigkol peakuinHol cymiwi goaasany
eTunaueTat i TBepAunM ocag BigdinbTpoByBaTM. PinbTpaT KOHLUEHTpyBanu, ouuwanM TOHKOLLapOBO
Xpomatorpadieto Ha cunikareni (xnopodopm/metaHon=10/1) i ogepkyBanu, TakuMm YMHOM, BKa3aHy B 3arofiloBKy
crnonyky (23mr, 63%) y Burnaai TBepAoi PeyoBMHW SICHO-CIpOro kombopy. BukopuctoByBamm 6-6pom-3-{2-
pTopeToKCU-4-[3-niponianH-1-innponokcu]deHin}-2-meTnn-4 (3H)-xiHa3oniHOH, siKMIA cuHTe3yBanm B npuknagi 204.

'H AMP (400Mry, CDCls, § m.u.): 1,41 (3H, T, J=7,2I'u), 1,60-1,81 (4H, m), 2,17-2,21 (4H, m), 2,27 (3H, c),
2,43-2,50 (2H, m), 3,23-3,32 (2H, m), 4,13-4,38 (4H, m), 4,41 (2H, k8, J=7,2I'y), 4,50-4,53 (1H, m), 4,62-4,64 (1H,
m), 6,65 (1H, oa, J=24, 8,8I'y), 6,70 (1H, A, J=2,4Tu), 7,13 (1H, A, J=8,8I"u), 7,71 (1H, &, J=8,8I"u), 8,38 (1H, Aa,
3=24,8,8'y), 8,93 (1H, g, J=2,4I"u).

Mpuknag 206

3-{2-bTOpeToKCcKH-4-[3-niponignH-1-innponokcu]deHin}-6-meTokcmkap 60HIN-2-meTMn-4 (3H)-xiHasoniHoH

6-eToKcUKapboHIN-3-{2-cbTopeTokcn-4-[3-niponiguH-1-innponokcu]derin}-2-meTnn-4(3H)-xiHazoniHOH,
CvHTE30BaHWn B npuknagi 205, o6pobnsanm meTokcuaom Hatpito B 6€3BOAHOMY MeTaHori i ogepXKyBanu, Takum



YMHOM, BKa3aHy B 3arofioBKy CMOJTyKY.

'H AMP (400Mry, CDCls, § M.u.): 1,82-1,88 (4H, M), 2,05-2,12 (2H, m), 2,27 (3H, c), 2,62-2,66 (4H, m), 2,72
(2H, 1, J=7,3l'y), 3,95 (3H, c), 4,10 (2H, T, J=6,3I"u), 4,174,34 (2H, m), 4,50 (1H, T, J=4,1Tu), 4,62 (1H, J=4,1T"w),
6,65-6,68 (2H, m), 7,11 (1H, g, J=8,3I'u), 7,70 (1H, g, J=8,3I'u), 8,37 (1H, aa, J=8,5, 2,2I'u), 8,93 (1H, g, J=2,0l'w).

Mpuknag 207

3-{3-pTop-4-[3-ninepmauH-1-innponokcu]deHiny-2-meTnn-4 (3H)-xiHazoniHoH

BkasaHy B 3aromoBKy cCronyky ogepyBanm 3a crnocobom mpuknagy 63, BMKOPWUCTOBYIOUM aHTpaHinoBy
KMCMOTY, OUTOBWIA aHrigpua, 4-amiHo-2-chTopdheHon i rigpobpomig 1-(3-6pomnponin)ninepuauHy sk BUXigHI
peYvoBUHN.

'H AMP (400Mry, CDCl3, § M.u.): 1,43-1,48 (2H, m), 1,57-1,63 (4H, m), 2,02-2,09 (2H, m), 2,28 (3H, c), 2,39-
2,45 (4H, m), 2,52 (2H, T, J=7,1TU), 4,16 (2H, T, J=6,3I'y), 6,96-7,06 (2H, m), 7,13 (1H, T, J=8,8Iy), 7,49-7,45 (1H,
m), 7,67 (1H, g, J=8,3I'u), 7,75-7,79 (1H, m), 8,27 (1H, aa, J=7,8, 1,5).

Mpuknag 208

3-{2-dTOp-4-[3-ninepuamnH-1-innponokcu]deHrin}-2-metun-4 (3H)-xiHazoniHoH

BkasaHy B 3arofioBKy CromnyKy OAepyBanu 3a criocobom npuknagy 63, BUKOPUCTOBYHOUM aHTPaHinoBy
KUCMOTY, OUTOBWUI aHrigpua, 4-amiHo-3-cpTopdpeHon i rigpobpomig 1-(3-6pomnponin)ninepuguHy siK BUXiOHI
peYoBUHM.

'H AMP (400Mru, CDCl3, § m.u.): 1,42-1,49 (2H, m), 1,58-1,63 (4H, M), 1,98-2,04 (2H, m), 2,29 (3H, c), 2,38-
2,44 (4H, m), 249 (2H, T, J=7,3T'U), 4,06 (2H, 1, J=6.3I'L), 6,82-6,86 (2H, m), 7,17 (1H, T, J=8,5T'y), 7,45-7,49 (1H,
m), 7,68 (1H, g, J=7,3l'u), 7,75-7,79 (1H, m), 8,27 (1H, ag, J=8,0, 1,2I").

Mpwuknag 209

2-meTun-3-{3-metmn-4-[3-ninepuanH-1-innponokcu]deHin}-4(3H)-xiHazoniHoH

BkasaHy B 3arofioBky Cronyky oAepyBarm 3a crocobom npukriagy 63, BUKOPUCTOBYHOUM aHTPaHiroBy
KMCIOTY, OUTOBWIA aHrigpug, 4-amiHo-2-meTundexon i rigpobpomig 1-(3-6pomnponin)ninepuanHy sK BUXiAHI
pEeYOoBUHM.

"H AMP (400Mru, CDCls, § M.u.): 1,43-1,49 (2H, m), 1,59-1,64 (4H, m), 2,01-2,08 (2H, m), 2,26 (3H, c), 2,27
(3H, ¢), 2,40-2,46 (4H, m), 2,51-2,55 (2H, m), 4,03-4,11 (2H, m), 6,94 (1H, g, J=8,8Iu), 7,00-7,03 (2H, m), 7,45 (1H,
T4, J=7,6,1,3l'u), 7,67 (1H, g, J=7,3I'u), 7,73-7,78 (1H, m), 8,27 (1H, ag, J=7,8, 1,0l").

Mpuknag 210

2-meTun-3-{2-metn-4-[3-ninepuamH-1-innponokcu]deHin}-4(3H)-xiHazoniHoH

BkasaHy B 3arofioBky Cronyky ogepysanm 3a crnocobom npuvkriagy 63, BYKOPUCTOBYHOUWM aHTPaHiroBy
KUCIOTYy, OUTOBWA aHrigpug, 4-amiHo-3-metundexon i rigpobpomig 1-(3-6pomnponin)ninepnanHy sk BUXiAHI
pPEeYOBUHM.

"H AMP (400Mry, CDCls, § M.u.): 1,43-1,48 (2H, m), 1,58-1,64 (4H, m), 1,98-2,05 (2H, m), 2,08 (3H, c), 2,20
(3H, c), 2,39-2,46 (4H, m), 2,50 (2H, T, J=7,4Tu), 4,05 (2H, 1, J=6,3Iu), 6,92-6,86 (2H, m), 7,04 (1H, g, J=8,3I'L),
7,45-7,49 (1H, m), 7,68 (1H, g, J=7,8I'u), 7,75-7,79 (1H, m), 8,28 (1H, aa, J=8,0, 1,7Tw).

Mpuvknag 211

3-{4-[(1-umknobyTVNninepmamH-4-in)okcu]-2-meTokcudeHin}-2,5-aume Tnn-4 (3H)-xiHasoniHoH

BkazaHy B 3arofoBky CMONyKy OJepXyBarm 3a crnocobom npuknagy 88, BMKOPUCTOBYHOUM 2-aMiHO-6-
MeTUNOeH30MHy KWCMOTy, OUTOBWI aHrigpug, 4-amiHo-3-meTokcudeHon, TpeT-O6yTui-4-rigpokcuninepugnH-1-
kapbokcunart i UMKNoByTaHOH SiK BUXIOHI pe4YOBUHM.

'H AMP (400Mry, CDCl3, & Mu.): 1,65-1,77 (2H, m), 1,84-1,95 (4H, M), 2,01-2,10 (4H, m), 2,17-2,25 (5H, m),
2,59-2,68 (2H, m), 2,73-2,81 (1H, m), 2,83 (3H, c), 3,77 (3H, c), 4,33-4,41 (1H, m), 6,58-6,63 (2H, m), 7,07 (1H, A,
J=8,4ru), 7,20 (1H, g, J=8,4I'y), 7,50 (1H, A, J=8,4T"w), 7,58 (1H, T, J=8,4TL).

Mpuknag 212

3-{4-[(1-umknobyTmnnine puamH-4-in)okcu]eHin)-6-meTokcn-2-meTunnipmao[3,4-d]-nipymiamH-4 (3H)-oH

BkazaHy B 3arofioBky Crofyky OAepXyBarm 3a crnocobom npuknagy 88, BukopuctoBytoun  3-(4-
rigpokcudeHin)-6-metokcu-2-meTunnipugo[3,4-dnipumiguH-4 (3H)-oH, TpeT-0yTnn-4-rigpokcuninepuamH-1-
kapbokcunar i uMknoOyTaHOH Sk BUXigHi pe4oBuHU. BukopuctoByBanu 6-meTokcu-2-metvnnipmuao[3,4-dnipymigmH-
4(3H)-0H, sikMiA cuHTe3yBanu B npuknagi 197.

'H AMP (400Mry, CDCl3, 8 Mu.): 1,65-1,77 (2H, m), 1,84-1,95 (4H, M), 2,01-2,10 (4H, M), 2,17-2,24 (2H, m),
2,25 (3H, ¢), 2,61-2,69 (2H, m), 2,73-2,81 (1H, m), 4,04 (3H, c), 4,37-4,43 (1H, m), 7,05 (2H, g, J=8,81u), 7,14 (2H,
A, J=8,8Iu), 7,46 (1H, c), 8,77 (1H,c).

Mpuknag 213

3-{4-[(1-umkno neHTMNNiNe puamnH-4-injokcu]deHin}-6-meTokcn-2-meTunnipuao[3,4-d]nipumiguH-4 (3H)-oH

BkazaHy B 3arofioBky Cronyky OAepXyBarm 3a crnocobom npuknagy 88, BukopuctoBytoun 3-(4-
rinpokcudpeHin)-6-meTokcu-2-meTunnipnao[3,4-dnipumianH-4 (3H)-oH, TpeT-6yTMn-4-rinpokcuninepuant-1-
KkapbokcunaT i UMKIONEHTaHOH K BUXigHi pe4voBuHW. BukopuctoByBamm 3-(4-rigpokcudeHin)-6-mMmeTokcu-2-
MeTunnipnao[3,4-dnipyumiamn-4(3H)-oH, akuii cuHTedyBamm B npuknagi 197.

'H AMP (400Mry, CDCl3, 8 mu.): 1,40-1,49 (2H, m), 1,52-1,62 (2H, m), 1,67-1,75 (2H, m), 1,85-1,95 (4H, m),
2,03-2,13 (2H, m), 2,24 (3H, c), 2,34-2,42 (2H, m), 2,53-2,58 (1H, m), 2,80-2,86 (2H, m), 4,03 (3H, c), 4,364,41
(1H, m), 7,05 (2H, A, J=8,8T"w), 7,14 (2H, g, J=8,8I'u), 7,45 (1H, c), 8,75 (1H, c).

Mpuknag 214

6-xrop-3-{4-[(1-umknobyTnnnine puanH-4-in)okcu]-2-meTokcndeHin)-2-meTmnnipuao[3,4-d 1nipymiann-4 (3H)-oH

BkasaHy B 3arofioBky Cronyky ofepxyeBaru 3a crnocobom npuknagy 88, BMKOPWCTOBYHOYM 5-amiHO-2-
XIOPi3OHIKOTMHOBY KUCIIOTY, OLTOBWUIA aHrigpua, 4-aMiHo-3-meTokcudpeHon i TpeT-6ytun-4-rigpokcuninepuamH-1-
kapbokcunaT i LMKNoOyTaHOH SK BUXIOHI pe4Y0BUHN.

'H AMP (400Mru, CDCl3, & Mu.): 1,64-1,77 (2H, m), 1,84-1,95 (4H, M), 2,01-2,10 (4H, m), 2,17-2,25 (5H, m),
2,59-2,68 (2H, m), 2,73-2,82 (1H, m), 3,77 (3H, c), 4,36-4,42 (1H, m), 6,58-6,63 (2H, m), 7,07 (1H, A, J=8,4Tn), 8,06
(1H, c), 8,90 (1H, c).

Mpwknag 215

3-{4-[(1-umknobyTnnnine puanH-4-in)okcu]-2-meTokcndeHin}-2-meTunnipuao[4,3-dnipumignH-4 (3H)-oH



BkasaHy B 3aronoBky Crnonyky ogepyBanm 3a cnocobom npvknagy 88, BUKOPUCTOBYOUN 4-aMiHOHIKOTUHOBY
KUCMOTY, OUTOBWM aHrigpug, 4-amiHo-3-meTokcudeHon, TpeT-0yTun-4-rigpokcuninepugui-1-kapbokcunar i
LI,VIKJ'IO6yTaHOH AK BUXiAHI pe4YOBUHN.

'H AMP (400Mry, CDCl3, 8 Mu.): 1,65-1,74 (2H, m), 1,82-1,95 (4H, M), 2,01-2,10 (4H, M), 2,17-2,24 (2H, m),
2,26 (3H, c), 2,62-2,69 (2H, m), 2,73-2,80 (1H, m), 3,77 (3H, c), 4,36-4,41 (1H, m), 6,59-6,63 (2H, m), 7,07 (1H, 4,
J=8,4rlu), 7,48 (1H, g, J=5,6I"u), 8,83 (1H, A, J=5,6T"y), 9,46 (1H, c).

Mpuknag 216

3-{4-[(1-umknoOyTmnnine puamnH-4-in)okcu]-3-pTopdeHin)-2-metnn-4 (3H)-xiHazoniHoOH

BkasaHy B 3aromoBKy cCronyky ogepyBanm 3a crnocobom mnpuknagy 88, BMKOPWUCTOBYIOUM aHTpaHinoBy
KACMOTY, OUTOBWUIA  aHrigpug, 4-amiHo-2-cbTtopdeHon,  TpeT-0yTun-4-rigpokcuninepuamt-i-kapookcunaT i
LI,MKJ'I06yTaHOH AK BUXiAHI peYOBUHU.

'H AMP (400Mry, CDCls, 8 M.u.): 1,64-1,75 (2H, m), 1,85-1,96 (4H, M), 1,99-2,10 (4H, m), 2,16-2,26 (2H, m),
2,28 (3H, c), 2,59-2,70 (2H, m), 2,72-2,81 (1H, m), 4,37-4,45 (1H, m), 6,95-6,98 (1H, m), 7,03 (1H, aa, J=10,7,
2,4l'y), 7,12 (1H, 1, J=8,8l'u), 7,46-7,50 (1H, m), 7,67 (1H, g, J=7,3l'y), 7,78 (1H, 14, J=7,7, 1,6u), 8,26 (1H, A4,
J=78, 1,5u).

Mpuknag 217

3-{4-[(1-umknoneHTnANinepuamH-4-in)okcu]-3-pTopdeHin}-2-metmn-4(3H)-xiHazoniHoH

BkasaHy B 3arofnioBKy CromyKy OAepxyBanu 3a criocobom npwukniagy 88, BUKOPUCTOBYHOUM aHTPaHiroBy
KACMOTY, OUTOBMWA  aHrigpug, 4-amiHo-2-cbTtopdpeHon, TpeT-OyTun-4-rigppokcuninepuauH-1-kapbokeunat i
LMKIMONEHTaH OH K BUXigHI peYOBUHM.

'H AMP (400Mry, CDCl3, & mu.): 1,39-1,49 (2H, m), 1,53-1,61 (2H, M), 1,68-1,74 (2H, m), 1,86-1,98 (4H, m),
2,03-2,11 (2H, m), 2,28 (3H, c), 2,35-2,46 (2H, m), 2,52-2,59 (1H, m), 2,87-2,79 (2H, m), 4,39-4,44 (1H, m), 6,95-
6,98 (1H, m), 7,03 (1H, aa, J=10,7, 2,4T'u), 7,13 (1H, T, J=8,5I'u), 7,48 (1H, T, J=8,0l'y), 7,67 (1H, g, J=7,8y),
7,76-7,80 (1H, m), 8,27 (1H, ag, J=7,8, 1,5T'L).

Mpwknag 218

3-(4-[(1-umknobyTunnninepuanH-4-in)okcn]-2-ptopderin}-2-metmn-4(3H)-xiHazoniHoH

BkasaHy B 3arofioBky Crosyky oAepyBarm 3a crocobom npukragy 88, BUKOPUCTOBYHOUM aHTPaHIroBy
KMCIOTY, ouToBWWA  aHrigpug, 4-amiHo-3-cbTopdeHon, TpeT-6yTun-4-rigpokcuninepnanH-1-kapbokeunat i
LUKIIOOYTaHOH SIK BUXIOHI pEYOBUHN.

'H AMP (400Mry, CDCl3, & Mu.): 1,65-1,75 (2H, M), 1,84-1,95 (4H, M), 2,01-2,10 (4H, M), 2,17-2,27 (2H, m),
12,29 (3H, c), 2,59-2,67 (2H, m), 2,73-2,81 (1H, m), 4,394,34 (1H, m), 6,80-6,85 (2H, m), 7,17 (1H, T, J=8,8IL),
7,46-7,49 (1H, m), 7,68 (1H, g, J=8,3I'u), 7,75-7,79 (1H, m), 8,27 (1H, g, J=8,0, 1,2I"L).

Mpuknag 219

3-{4-[(1-umknoneHTMnMNine puamH-4-in)okcul-2-cbropdeHin}-2-metmn-4(3H)-xiHazoniHoH

BkasaHy B 3arofioBky crionyky ogepxysanu 3a crnocobom npuknagy 88, BMKOPUCTOBYIOUWM aHTPaHifnoBy
KUCMOTY, oOuToBWWA  aHrigpug, 4-amiHo-3-cbTopdeHon, TpeT-OyTun-4-rigpokcuninepunauH-1-kapbokeunat i
LMKIMONEHTAHOH SIK BUXiAHI pe4YOBUHM.

'H AMP (400Mry, CDCl3, & Mu.): 1,41-1,49 (2H, m), 1,53-1,60 (2H, M), 1,68-1,75 (2H, m), 1,86-1,94 (4H, m),
2,03-2,11 (2H, m), 2,29 (3H, c), 2,37-2,45 (2H, m), 2,53-2,60 (1H, m), 2,79-2,85 (2H, m), 4,40-4,34 (1H, m), 6,80-
6,85 (2H, m), 7,17 (1H, 7, J=8,8I'u), 7,45-7,49 (1H, m), 7,68 (1H, g, J=7,8Iu), 7,75-7,79 (1H, m), 8,27 (1H, aa,
J=83, 1,5I'u).

Mpuknag 220

Mppoxnopwug 2-memn-3-{4-[(1-unknobyTnnninepuanH-4-injokcu]-2-meTundeHin}-4 (3H)-xiHazoniHoHy

BkasaHy B 3arofoBKy cronyky ogepxysanm 3a crnocobom npuknagy 88, BMKOPUCTOBYIOUM aHTpaHifnoBy
KUCMOTY, OUuTOBWM aHrigpug, 4-amiHo-3-metundeHon, TpeT-0yTun-4-rigpokcuninepuanH-1-kapbokeunat i
LUMKMoBOyTaHOH SiK BUXiOHI pe4OBUHM.

'H AMP (400Mry, CDCl3, § m.u.): 1,73-1,85 (2H, m), 2,12 (3H, ¢), 2,17-2,30 (4H, m), 2,69-2,90 (7H, m), 3,34-
3,45 (4H, m), 4,78-4,83 (1H, m), 6,93-7,00 (2H, m), 7,23-7,15 (1H, m), 7,70 (1H, T, J=7,6T"u), 7,95 (1H, 1, J=7,3"w),
8,32 (1H, g, J=7,8Iu), 8,41 (1H, A, J=7,3I'w).

Mpuknag 221

2-meTun-3-{4-[(1-umkno neHTUNNinepuanH-4-in)okcu]-2-me TnndeHin| -4 (3H)-xinazoniHoH

BkasaHy B 3arofoBKy cronyky ogepyBanm 3a crnocobom npuknagy 88, BMKOPUCTOBYIOUM aHTpaHifnoBy
KACMOTY, OUTOBWW  aHrigpua, 4-amiHo-3-meTundeHon, TpeT-0ytun-4-rigpokcuninepuann-1-kapbokeunat i
LIMKIIO NMEHTaHOH 5K BUXiAHI PEYOBUHU.

'H AMP (400Mry, CDCl3, 8 Mu.): 1,40-1,49 (2H, m), 1,53-1,59 (2H, m), 1,67-1,74 (2H, m), 1,85-1,93 (4H, m),
2,02-2,09 (5H, m), 2,20 (3H, c), 2,35-2,43 (2H, m), 2,51-2,58 (1H, m), 2,79-2,86 (2H, m), 4,34-4,40 (1H, m), 6,87
(1H, pg, J=88, 29Iu), 6,92 (1H, g, J=2,4Tu), 7,04 (1H, g, J=8,3l'y), 7,45-7,49 (1H, m), 7,68 (1H, g, J=7,3I'w),
7,75-7,80 (1H, m), 8,29 (1H, aa, J=8,0, 1,2I'u).

Mpuknag 222

3-{4-[(1-umkno neHTMNMiNe puanH-4-in)okcu]-2-(2-pTopetoken)deHin}-2-metunnipnao[4,3-d1 nipyumiguH-4(3H)-
OH

BkasaHy B 3aronioBky CrofyKy ogepxysanm 3a crocobom npuknagy 192, BukopwcTtoBytoum 3-{4-[(1-
LKoo Oy TUnnine puamnH-4-in)okcu]-2-Mme TokcudeHin-2-metmnnipuao[4,3-d]nipumignn-4 (3H)-oH i 2-
pTopeTunTo3unar Ak  BuxigHi  pevoBuHW. BukopuctoByBanu - 3-{4-[(1-uuknobyTunninepuonH-4-in)okcuml-2-
MeTokcudpeHin}-2-meTunnipuao[4,3-d]nipumianH-4(3H)-oH, Skuin cuHTe3yBanm B npuknagi 221.

'H AMP (400Mru, CDCl3, 8 Mu.): 1,65-1,77 (2H, m), 1,84-1,95 (4H, M), 2,01-2,11 (4H, M), 2,15-2,23 (2H, m),
2,29 (3H, c), 2,61-2,69 (2H, m), 2,71-2,80 (1H, m), 4,104,34 (2H, m), 4,35-4,41 (1H, m), 4,50-4,52 (1H, m), 4,62-
4,64 (1H, m), 6,64-6,67 (2H, m), 7,10 (1H, g, J=8,4T'u), 7,48 (1H, g, J=5,6I"u), 8,84 (1H, g, J=5,6I"u), 9,46 (1H, c).

Mpwuknag 223

3-{4-[(1-umknobyTnnnine puanH-4-in)okcn|deHin-5-pTopeTokcn-2-me Tnn-4(3H)-xiHazoniHoH

BkasaHy B 3arofioBky CMoOfyKy ogepyBamm 3a crocobom npwukniagy 192, sukopucTtoBytoum 3-{4-[(1-
UKo Oy TunninepuanH-4-in)okculdeHin}-5-metokcn-2-metmn-4(3H)-xiHa3oniHoH | 2-oTopeTnnTo3unat sk BUXigHI



pPeyYoBUHU. Bukopuctosysanm 3-{4-[(1-umknobyTnnnine punauH-4-injokcu]deHin}-5-meTokcn-2-metmn-4(3H)-
XiHa30MiHOH, AKWUA cuHTe3yBanu B npuknaai 105.

'H AMP (400Mry, CDCl3, 8 Mu.): 1,65-1,76 (2H, M), 1,84-1,96 (4H, M), 2,01-2,10 (4H, m), 2,18-2,25 (5H, m),
2,61-2,69 (2H, m), 2,73-2,81 (1H, m), 4,28-4,31 (1H, m), 4,36-4,40 (2H, m), 4,75-4,77 (1H, m), 4,87-4,89 (1H, m),
6,89 (1H, g, J=8,4I'y), 7,01 (2H, A, J=8,8I"u), 7,12 (2H, A, J=8,8I'y), 8,29 (1H, A, J=8,0l"u), 7,64 (1H, T, J=8,0I'w).

Mpuknag 224

6-xrop-3-{4-[(1-uvknobyTunninepugnH-4-in)okcul-2-(2-pTopeTokcn)deHin}-2-meTunnipnao([3,4-dnipumignH-
4(3H)-oH

BkasaHy B 3arofioBKy CrMosyky ogepKyBanm 3a criocobom mpukniagy 192, sukopucTtoBytoum 6-xrop-3-{4-[(1-
LMKNo Oy Trnnine puanH-4-in)okcu]-2-meTokcudpeHin-2-metmnnipuao[3,4-d]nipumignn-4(3H)-oH i 2-

dTOopeTMNTO3MNaT K BMXIQHI peyoBuHW. BukopucTtoByBamm 6-xmop-3-{4-[(1-unknobyTunninepunaunH-4-in)okcu]-2-
MeTokcudpeHinm}-2-meTunnipnao[3,4-d]nipumignH-4(3H)-oH, Skuin cuHTesysanm B npuknagi 220.

'H AMP (400Mry, CDCls, 8 Mu.): 1,67-1,75 (2H, m), 1,84-1,95 (4H, M), 2,01-2,10 (4H, M), 2,15-2,24 (2H, m),
2,28 (3H, c), 2,61-2,69 (2H, m), 2,73-2,81 (1H, m), 4,104,32 (2H, m), 4,34-4,40 (1H, m), 4,49-4,51 (1H, m), 4,61-
4,63 (1H, m), 6,64-6,66 (2H, m), 7,08 (1H, g, J=8,4T'u), 8,05 (1H, c), 8,90 (1H, c).

Mpuknag 225

3-{4-[(1-umknobyTnnnine puanH-4-in)okcu]-2-(2-cpTopeTokcn)deHin}-2-meTnnnipnao[3,4-dnipumianH-4 (3H)-oH

BkazaHy B  3arofioBky CMONyKy OdepXyBanuM  KaTamniTMdHUM  BigHOBMEHHAM  6-xmop-3-{4-[(1-
LUKNo Oy TunninepuamnH-4-in)okcu]-2-(2-ptopetokcn)dpeHrin}-2-metmnnipuao[3,4-dnipymignH-4 (3H)-oHy,
CuHTe3oBaHoro B npuknagi 230, BMKOPWUCTOBYHOMM Manafin Ha akTMBOBaHOMY BYrinfi §K KaTtanisaTop, B
MPUCYTHOCTI TPUETUNaMiHy.

'H AMP (400Mru, CDCl3, 8 Mu.): 1,66-1,77 (2H, M), 1,84-1,95 (4H, M), 2,01-2,10 (4H, M), 2,15-2,24 (2H, m),
2,29 (3H, c), 2,61-2,69 (2H, m), 2,72-2,81 (1H, m), 4,104,33 (2H, m), 4,35-4,41 (1H, m), 4,49-4,51 (1H, m), 4,61-
4,63 (1H, m), 6,64-6,67 (2H, m), 7,10 (1H, A, J=8,4T'u), 8,02 (1H, ag, J=12, 5,6l'y), 8,66 (1H, a4, J=5,6Iy), 9,12
(1H, g, J=1,2I'y).

Mpuknag 226

3-{2-[(1-umknobyTmnninepuanH-4-in)okcu]nipumigmH-5-in}-2-meTmn-5-(tpudp Ttopme Tvn)-4 (3H)-xiHazoniHoH

(1) OpepxanHsa TpeT-0yTnn-4-[(5-HiTponipumignH-2-in)okcu]ninepugunh-1-kapbokcunaty

2-xnop-5-HiTponipymignH  (80mr, 0,5Mmorb), TpeT-OyTun-4-rigpokcuninepunamnH-1-kapbokecunat  (100mr,
0,5mmonb) i pTopua uesito (114mr, 0,75Mmorb ) 3millyBany B aguMeTundopmamigi i nepemilyBanm npu KiMHaTHIN
Temnepatypi npotarom 12 roguH. PO34nHHUK BigraHsanM npu 3HWKEHOMY TUCKY, NMPOOYKT OYMLLanM KOJIOHKOBOIO
Xpomarorpadieto Ha cwrnikareni (rekcaH/etunauetat=10/0-3/7) i ogepxyBamm, TakMuM YMHOM, LiMbOBY CrOJYKY
(61mr, 38%) y BUrnaai TBEpPAOT PEYOBUHM ICHO-KOBTOO KOMbOPY.

(2) OpepxanHsa TpeT-0yTUN-4-[(5-amiHo nNipumiaunH-2-in)okcu]nine puanH-1-kapbokcunaty

TpeT-6yTnn-4-[(5-HiTponipumianH-2-in)okculninepuamn-1-kapookcunatr  (500mr, 1,54MMoOnb) po34YuHANM B
CyMili po3yuHHWKIB MeTaHomny (10mn) i TeTparigpodypaHy (10mn) i gogaBanv B noToui asoTy nanagii Ha
aktnsoBaHomy Byrinni (10%, 200wmr). ATMocdhepy B cuCTeMi 3amiHiOBanM BOAHEM i CyMill mepeMillyBamm Mpu
KIMHaTHIW Temnepatypi npoTarom 3 roAuwH. PeakuinHy piguHy @inbTpyBanm 4Yepes ueniT, dinbTpar
KOHLIEHTPYBanwu, CyLUMuM i oaepXXyBarnu, Takum YMHOM, WinboBy crionyky (439wmr, 97%).

(3) 2-MeTnn-3-[2-(ninepuanH-4-inokcu)nipumignH-5-in]-5-(tpudTopmeTnn)-4(3H)-xiHaszoniHoH

2-metun-5-(TpucdtopmeTnn)-4H-3,1-6eH3okcaamH-4-oH (78wmr, 0,34mMmorb) i TpeT-6yTnn-4-[(5-
amiHoMipuMigunH-2-in)okcu]ninepuanH-1-kapbokeunat (100mr, 0,34MMOMb) PO3YMHAMM B OLTOBIN KUCIOTI (2Mn) i
nepemiwysanu npu 130°C npoTarom 6 roguH. OUTOBY KWUCMOTY BiAraHANM npu 3HWKEeHOMY TUCKY, JodaBanu 1H
BOAHUA PO3YMH TiApoKCcMay HaTpito i cymiw ekcTparyBanu etunaudetatom. [poaykT cywmnu 6e3BogHVM
cynbdaTtoM HaTpilo | KOHUEHTPYBanu 3 ogepXXaHHAM LinboBoi crionyku (112wr, 81%) y Burnaai amopdHoi TBepgoi
PeY0BVHN KOPUYHEBOTO KOSbOPY.

(4) OgpepxanHa 3-{2-[(1-umknobyTMANine puanH-4-in)okcu]nipuMiauH-5-in}-2-metun-5-tpudpTopmeTnn-4(3H)-
XiHa30mMiHOHY

BkasaHy B 3aronioBky Cronyky ogepysanm 3a crnocobom npuknagy 88(3), BMKOpUCTOBYOUM 2-MeTui-3-[2-
(nine puaunH-4-inokcm)nipumignH-5-in]-5-(tpud Topmen)-4(3H)-xiHa3omniHOH i LMKNOBYTaHOH K BUXiOHI peYOBUHW.

'H AMP (400Mry, CDCl3, 8 Mu.): 1,64-1,75 (2H, m), 1,86-2,01 (4H, M), 2,01-2,15 (4H, m), 2,17-2,28 (2H, m),
2,32 (3H, c), 2,64-2,74 (2H, m), 2,74-2,81 (1H, m), 5,10-5,18 (1H, ywwup.c), 7,83-7,93 (3H, m), 8,46 (2H, c).

Mpuknag 227

3-{4-[(1-umknoOyTmnnine puamH-4-in)okcu]deHin}-5-metokcn-2-nponin-4(3H)-xiHazoniHoH

BkazaHy B 3arofioBKy CrMOSfyKy OAepXyBarmm 3a crnocobom npuknagy 94, BMKOPUCTOBYHOYM 2-aMiHO-6-
METOKCUOEH30MHY KUCIOTY, MacnsaHui aHrigpug i 4-[(1-umkno®ytunninepuamh-4-injokcilaniniH - Sk BUXIgHI
peYvoBUHN.

'H AMP (400Mry, CDCl3, 8 M4.): 0,86 (3H, T, J=7,2I0), 1,64-1,75 (4H, m), 1,83-1,95 (4H, m), 2,01-2,11 (4H,
M), 2,14-2,22 (2H, m), 2,36-2,40 (2H, m), 2,60-2,70 (2H, m), 2,72-2,80 (1H. m), 3,94 (3H, c), 4,35-4,42 (1H, m), 6,86
(1H, g, J=0,8, 8,4T'u), 7,00 (2H, g, J=8,8u), 7,10 (2H, g, J=8,8I'y), 7,26 (1H, pa, J=0,8, 8,0l'y), 7,64 (1H, T,
J=8,0l"u).

Mpuknag 228

3-{4-[(1-umkno6yTunnnine puanH-4-in)okcu]deHin}-6-meTokcu-2-meTmn-4 (3H)-xiHazoniHoH

BkasaHy B 3arorfoBKy CMosyKy CUHTE3yBarm y BUrMSAi TBepaoi peyoBuHu Ginoro konbopy (T. nn.: 171-173°C)
3a cnocobom npuknagy 94, BUKOPMCTOBYHOUM 2-aMiHO-5-MeTOKCUOEH30MHY KMUCMOTYy, OUTOBWIA aHrigpug i 4-[(1-
LUMKNo Oy TMnninepnanH-4-in)okcilaHiniHMoHOTO3MNaT Sk BUXiOHI PeYOBUHU, 3 MOAANbLUOK NepekpucTanisadieto
(eTvnaueTat/gieTunosun edip)

'H AMP (400Mry, CDCl3, 8 M.4.): 1,64-1,74 (2H, m), 1,85-1,96 (4H, M), 2,01-2,13 (4H, M), 2,15-2,24 (2H, m),
2,23 (3H, c¢), 2,60-2,72 (2H, m), 2,72-2,81 (1H, m), 3,91 (3H, c), 4,35-4,42 (1H, ywump.c), 7,04 (2H, g, J=6,8L),
7,13 (2H, g, J=6,8"y), 7,36 (1H, aa, J=3,2, 9,2I'u), 7,61 (1H, g, J=9,2I'u), 7,63 (1H, g, J=3,2I'y).

Mpuknag 229

3-{4-[(1-umknobyTnnnine puanH-4-in)okcu]deHin}-2-eun-6-cpropnipnao[3,4-d]nipumignH-4(3H)-oH



BkasaHy B 3arofioBky cCrofyky ofepxyBarm 3a crnocobom npuknagy 94, BUKOPUCTOBYIOYM S-aMiHO-2-
(PTOPI3OHIKOTMHOBY KUCIOTY, MpomnioHoBWUI aHrigpug, i 4-[(1-uuknobyTunninepuanH-4-in)okcilaHiniH sk BUXigHI
peYvoBUHN.

'H AMP (400Mry, CDCl3, 8 mu.): 1,23 (3H, T, J=7,2l0), 1,65-1,76 (2H, m), 1,85-1,96 (4H, M), 2,03-2,15 (4H,
M), 2,16-2,28 (2H, m), 2,46 (2H, kB, J=7,2I'y), 2,62-2,72 (2H, m), 2,73-2,82 (1H, m), 4,38-4,44 (1H, m), 7,06 (2H, g,
J=8,8lu), 7,13 (2H, g, J=6,8Iy), 7,65 (1H, A, J=3,2I'y), 8,81 (1H, c).

Mpuknag 230

3-{4-[(1-umknobyTMANine puamH-4-injokcu]deHin}-6-bTop-2-meTunnipnao[3,4-dJnipumignn-4 (3H)-oH

BkasaHy B 3arofoBKy Crnofyky CMHTe3yBanu y BUrnagi Teepaoi peyoBuHmn 6inoro koneopy (T. nn.: 161-163°C)
3a crnocobom npuknagy 94, BUKOPUCTOBYHOYM 5-aMiHO-2-(PTOPI3OHIKOTMHOBY KUCMOTY, ouToBWWA aHrigpug i 4-[(1-
uuknobyTunninepuanH-4-in)okcilaninin - 9Kk BMXigHI  pevyoBMHW, 3 rodasblUoOl  MepekpucTanisauieto
(eTvnaueTat/gieTunosun edip/H-rentan).

'H AMP (400Mry, CDCl3, 8 Mu.): 1,65-1,75 (2H, m), 1,80-1,93 (4H, M), 2,00-2,11 (4H, M), 2,12-2,24 (2H, m),
2,28 (3H, c), 2,60-2,70 (2H, m), 2,72-2,78 (1H, m), 4,36-4,42 (1H, m), 7,05 (2H, g, J=6,8T'u), 7,13 (2H, g, J=6.8I"L),
7,65 (1H, g, J=4,0l"y), 8,77 (1H, c).

Mpuknag 231

3-{4-[(1-umknobyTnnnine puanH-4-in)okcu]deHin}-5-pTop-2-meTn-4(3H)-xiHazoniHoH

BkasaHy B 3arofnoBKy CMoflyKy CUHTe3yBanu y BUrmnsiai Tsepaoi pevoBuHu 6inoro konsopy (1. nn.: 190-192°C)
3a crnocoboM npuknagy 94, BUMKOPUCTOBYHOYM 2-aMiHO-6-pTOpOEH30MHy KUCMoTy, ouToBWWA aHrigpug i 4-[(1-
uunknobyTunninepuanH-4-in)okcilaHiniHMoHoTo3unNaT SK BUXiQHI PEeYOBUMHW, 3 Mo4asbLUOK MepekpucTanisauicto
(eTvnaueTar).

'H AMP (400Mry, CDCl3, 8 Mu.): 1,65-1,75 (2H, M), 1,83-1,93 (4H, M), 2,00-2,11 (4H, m), 2,13-2,24 (2H, m),
2,24 (3H, c), 2,60-2,68 (2H, m), 2,72-2,79 (1H, m), 4,36-4,41 (1H, m), 7,04 (2H, g, J=8,8Iu), 7,08-7,14 (3H, m), 7,46
(1H, @, J=8,0l"u), 7,65-7,71 (1H, m).

Mpuknag 232

3-{4-[(1-umknobyTnnninepuanH-4-in)okcu]deHin}-6-bTop-2-meTun-4(3H)-xiHazoniHoH

BkasaHy B 3arofioBKy CrnosyKy CUHTE3yBanm y BUrMsAi TBEPAOi PEYOBUHN ICHO-KOBTOMO Konbopy (T. nn.: 122-
125°C) 3a cnocobom npvknagy 94. BUKOPUCTOBYHOUM 2-aMiHO-5-Ch TOpOEH3O0MHY KUCTIOTY, OLTOBWIA aHrigpug i 4-[(1-
unknobyTunninepuanH-4-in)okcilaHiniHmoHoTo3unaT K BUXIQHI PEYOBUMHM, 3 MO4AsbLUOK MepekpucTaniauicto
(eTvnaueTat/gieTunosun edip).

'H AMP (400Mry, CDCl3, 8 M4.): 1,63-1,75 (2H, M), 1,84-1,92 (4H, m), 2,01-2,12 (4H, M), 2,16-2,24 (2H, m),
2,25 (3H, c), 2,61-2,70 (2H, m), 2,72-2,81 (1H, m), 4,36-4,42 (1H, m), 7,04 (2H, g, 1=8,8T"w), 7,14 (2H, g, J=8,8L),
7,45-7,51 (1H, m), 7,68 (1H, oa, J=4,8, 8,8'u), 7,89 (1H, aa, J=3,2, 8,0'y).

Mpuknan 233

3-{4-[(1-umknobyTunninepuamH-4-in)okcu]deHin}-7-bTop-2-meTun-4(3H)-xiHazoniHoH

BkasaHy B 3arofioBKy Crnonyky CUHTe3yBanmu y BUrnsgi TBepgoi pevoBuHm 6inoro konbopy (T. nn.: 163-166°C)
3a crnocobom npuknagy 94, BUKOPUCTOBYHOUM 2-aMiHO-4-(hTOpPOEH30MHY KMCIOTYy, OUTOBWMA aHrigpug i 4-[(1-
unkno6yTunnine puanH-4-in)okcilaHiniHMoHoTo3unNaT SK BUXIOHI PEYOBMHM, 3 MO4ArbLUOK MepekpucTanisauicto
(eTvnaueTat/gieTnnosun edip).

'H AMP (400Mry, CDCl3, & Mu.): 1,65-1,75 (2H, M), 1,82-1,96 (4H, M), 2,00-2,11 (4H, m), 2,14-2,24 (2H, m),
2,25 (3H, c), 2,60-2,68 (2H, m), 2,72-2,79 (1H, m), 4,36-4,41 (1H, m), 7,04 (2H, g, J=8,4T'u), 7,12-7,20 (3H, m), 7,31
(1H, an, J=2,0, 9,6l"u), 8,27 (1H, ag, J=6,0, 8,4I"u).

Mpuknan 234

3-{4-[(1-umknobyTmnnninepuanH-4-injokcu]deHin}-6,7-gud Top-2-metmn-4(3H)-xiHazoniHoH

BkaszaHy B 3aroroBKy CMoNnyKy ofepXyBarm 3a crnocobom npwuknagy 94, BMKOPUCTOBYKOUM 2-amiHO-4,5-
OndTopOEH30MHY KUCMOTY, OUTOBUIA aHrigpvg i 4-[(1-umknobytmnninepuaguH-4-in)okcilaHiniH i MoHoTo3MnaT sk
BUXiAHI pe4YOBUHM.

'H AMP (400Mry, CDCl3, & Mu.): 1,66-1,75 (2H, M), 1,83-1,95 (4H, M), 2,00-2,11 (4H, m), 2,16-2,24 (2H, m),
2,24 (3H, c), 2,60-2,68 (2H, m), 2,72-2,79 (1H, m), 4,35-4,42 (1H, m), 7,04 (2H, g, J=8,4Tu), 7,13 (2H, A, J=8,4Tw),
7,44 (1H, oo, J=6,8, 10,4I'u), 8,01 (1H, ag, J=8,4,9,6w).

Mpuknag 235

3-{4-[(1-umknoOyTmnnine puamH-4-in)okcudeHin-2-etun-5-meTun-4(3H)-xiHazoniHoH

BkazaHy B 3arofoBKy CMOMyKy OAepXyBarmmM 3a crnocobom npuknagy 94, BMKOPUCTOBYHOUM 2-aMmiHO-6-
MEeTUNOEH30MHY KUCIOTY, NpoMioHOBUIA aHrigpug i 4-[(1-umkno®yTunninepuamH-4-in)okcilaHiniHMoHoTO3MMaT K
BUXiOHI peYOBUHW.

'H AMP (400Mry, CDCl3, & m.u.): 1,20 (3H, T, J=7,0w), 1,69 (2H, M), 1,88 (4H, m), 2,05 (4H, m), 2,19 (2H, m),
2,44 (2H, k8, J=7,0l'y), 2,63 (2H, m), 2,75 (1H, m), 2,82 (3H, c), 4,37 (1H, m), 7,04 (2H, A, J=8,4T'u), 7,13 (2H, A,
J=8,4rlu), 7,21 (1H, g, J=7,2l'y), 7,54 (1H, A, J=8,0l"w), 7,59 (1H, aa, J=7,2, 8,0l ).

Mpuknag 236

3-{4-[(1-umknoOyTmnnine puanH-4-in)okcu]deHin}-2-etnn-5-ptop-4(3H)-xiHazoniHOH

BkazaHy B 3arofoBKy CrMOSflyKy OAepXyBarmm 3a crnocobom npuknagy 94, BMKOPUCTOBYHOYM 2-aMiHO-6-
(TOpOEH30MHY KWUCMOTY, MpOniOHOBWIA aHrigpug i 4-[(1-umknobytnnninepuanH-4-in)okcilaHiniHMoHoTOo3UNaT §IK
BUXiOHI peYOBUHMW.

'H AMP (400Mry, CDCl3, 8 Mu.): 1,20 (3H, T, J=7,2l0), 1,64-1,76 (2H, m), 1,83-1,96 (4H, M), 2,00-2,10 (4H,
M), 2,14-2,23 (2H, m), 2,44 (2H, k8, J=7,2I'y) 2,60-2,68 (2H, m), 2,71-2,79 (1H, m), 4,35-4,40 (1H, m), 7,04 (2H, g,
J=8,8I'u), 7,06-7,08 (1H, m), 7,12 (2H, g, J=8,8I'u), 7,49 (1H, g, J=8,0I"u), 7,64-7,70 (1H, m).

Mpuknag 237

3-{4-[(1-umknobyTnnnine puanH-4-in)okcu]deHin-2-eTun-5-meTokcun-4(3H)-xiHazoniHoH

BkasaHy B 3arofioBky CMonyky oJepxyBarm 3a crnocobom npuknagy 94. BUKOPUCTOBYHOYM 2-aMiHO-6-
METOKCMOEH30VHY KMCIOTY, NponioHoBWIA aHrigpuvg i 4-[(1-unknobyTunninepuanH 4-in)okcilaHiniHMoHoTo3MNaT K
BUXiOHI pe4YOBUHW.

'H AMP (400Mry, CDCl3, 8 mu.): 1,20 (3H, T, J=7,2l0), 1,64-1,76 (2H, m), 1,83-1,96 (4H, m), 2,00-2,10 (4H,



M), 2,14-2,22 (2H, m), 2,43 (2H, k8, J=7,2l'u), 2,60-2,68 (2H, m), 2,71-2,79 (1H, m), 3,95 (3H, c), 4,35-4,40 (1H, m),
6,86 (1H, a, J=8,0I"y), 7,01 (2H, A, J=8,8I'u), 7,10 (2H, A, J=8,8I'y), 7,28 (1H, A, J=8,0l"u), 7,64 (1H, T, J=8,0I"w).

Mpuknag 238

5-xnop-3-{4-[(1-umknobyTunnninepuanH-4-in)okcu]deHin}-2-etmn-4 (3H)-xiHazoniHoH

BkasaHy B 3arofioBky Crofyky ofepxyBarm 3a crnocobom npuknagy 94, BUKOPUCTOBYHOYM 2-aMiHO-6-
Xnop6EeH30MHY KUCIOTY, MNpOomnioHOBWUA aHrigpvg i 4-[(1-umkno6yTunninepuauH-4-in)okcilaHiniHmoHoTo3nNaT Sk
BUXiOHI peYOBUHW.

'H AMP (400Mry, CDCl3, 8 mu.): 1,20 (3H, T, J=7,2l0), 1,62-1,78 (2H, m), 1,83-1,96 (4H, M), 2,00-2,10 (4H,
M), 2,14-2,22 (2H, m), 2,44 (2H, k8, J=7,2'y), 2,60-2,68 (2H, m), 2,71-2,79 (1H, m), 4,35-4,40 (1H, m), 7,03 (2H, A,
J=8,8lu), 7,12 (2H, g, J=8,8Iu), 7,45 (1H, ag, J=2,8, 6,4T"u), 7,57-7,62 (2H, m).

Mpuknag 239

3-{3-6pom-4-[(1-umknobyTunnine puanH-4-in)okculdeHrin}-5-pTop-2-meTun-4(3H)-xiHa3oniHoH

(1) OpepkaHHs 3-6pom-4-[(1 -unknoOyTunnine puanH-4-in)okcilaHiniHmoHoTo3unaTy

3-6pom-4-[(1-umknobyTunninepuaunn-4-in)okcilaninin -~ ogepxysarMm  3a  crnocobom  mpuknagy 94,
BMKOPUCTOBYIOYM 2-6pom-4-HiTpodbeHon, N-Boc-4-ninepuanHon i uMknobyTaHOH sk BUxigHi pevoBuHn. OBpobkoto
cymiwi 1ekB. MoHorigpaTy n-Tonyosncynb(OHOBOI KUCIIOTU OAEePXKYyBanu LinboBY Cronyky y Burnsgi 6esdapsHoi
TBEpAoi peqoBuHN. 2-bpom-4-HiTpodeHon ogepxysanm cnocobom, onvcaHnm B nitepatypi [J. Org. Chem., Vol.62,
1997, p.4504].

(2) OpepaHHs 3-{3-6pom-4-[(1-umknobyTUNNinepuanH-4-in)okcu]deHin}-5-pTop-2-meTun-4(3H)-xiHasoniHoHy

BkasaHy B 3arofioBky crnonyky ogepxyeanm 3a crnocobom npuknagy 94, BMKOPUCTOBYKOHYM 2-aMiHO-6-
hTOpOEH30MHY KUCIOTY, OLUTOBUIA aHrigpug i 3-6pom-4-[(1-umknobyTunnine punanH-4-in)okcilaHiniHMoHoTO3UNAT AK
BUXiOHI pe4YOBUHW.

'H AMP (400Mru, CDCl3, § m.u.): 1,67-1,75 (2H, m), 1,86-2,10 (8H, M), 2,26 (3H, c), 2,28-2,38 (2H, m), 2,52-
2,63 (2H, m), 2,74-2,83 (1H, m), 4,50-4,54 (1H, m), 7,03 (1H, A, J=8,8I'u), 7,08-7,15 (2H, m), 7,45-7,47 (2H, m),
7,72-7,66 (1H, m).

Mpwuknag 240

3-{3-6pom-4-[(1-umknobyTmnnninepuanH-4-injokcudeHriny-2,5-gume tnn-4(3H)-xiHazoniHoH

BkasaHy B 3arofioBky crofnyky ofgepxyeamm 3a crnocobom npuknagy 94, BMKOPUCTOBYHOYM 2-aMiHO-6-
MeTUNBeH30MHY KUCIOTY, OUTOBWA aHrigpug i 3-6pom-4-[(1-umknobyTunnine puann-4-in)okcilariniHmoHoTo3unaT sk
BUXiOHI pe4YOBUHM.

'H AMP (400Mry, CDCls, § m.u.): 1,72 (2H, m), 1,80-2,15 (8H, m), 2,24 (3H, c), 2,34 (2H, m), 2,44 (2H, m),
2,78 (1H, m), 2,81 (3H, c), 4,52 (1H, yump.c), 7,04 (1H, g, J=8,8I'u), 7,14 (1H, g, J=2,4, 8,8'u), 7,23 (1H, 4,
J=78lu), 7,46 (1H, g, J=2,4I"y), 7,50 (1H, g, J=7,8I"u), 7,60 (1H, T, J=7,81L).

Mpuknag 241

lppoxnopwug 3-{4-[(1-LnknobyTunninepmgnH-4-in)okcu]derin}-2-etnn-5-(tpud topme mn)-4 (3H)-xiHasoniHOHy

BkazaHy B 3arofioBky CMONyKy oJepXyBamu 3a crnocobom npuknagy 94, BMKOPUCTOBYHOYM 2-aMiHO-6-
(TpndTOpMETUI)OEHIOHY KMCIOTY, NPOnioOHOBUIA aHrigpvg, 4-[(1-unknoOyTMNNine puanH-4-
in)okcilaHiniHMOHOTO3MNaT K BUXiAHI peYOBUHN.

'H AMP (400Mry, CDCl3, & mu.): 1,32 (3H, T, J=6,811), 1,75-1,83 (1H, M), 1,98-2,07 (1H, M), 2,17-2,29 (4H,
M), 2,72-2,91 (8H, m), 3,35-3,43 (3H, m), 4,78-4,81 (1H, m), 7,08 (2H, g, J=8,0Tu), 7,24 (2H, g, J=8,4T"u), 7,92-8,00
(2H, m), 8,40 (1H, g, J=7,8IL).

Mpuknag 242

3-{4-[(1-umknobyTunninepmamH-4-in)okcu]deHin}-8-hTop-2-meTnn-4(3H)-xiHazoniHoH

BkasaHy B 3arofioBky Cronyky CMHTe3yBanu y BUrfisigi TBEpA0i PEHOBMHU ICHO-KOPUYHEBOTO KOMbOopy (T. M.
177-179°C) 3a cnocobom npwvknagy 94, BUKOPUCTOBYOUM 2-amiHO-3-(hTOpOEH30MHY KUCIOTY, OLTOBWIA aHrigpug i
4-[(1-uuknoOyTMNNiNepuanH-4-in)okcilaHiniHMoHoTo3UNaT AK BUXiaHI peyoBUHN, 3 nofanbLuUoto
nepekpucTanisadicto (eTunaueTaT/gieTnnosun edip).

'H AMP (400Mry, CDCl3, & Mu.): 1,66-1,75 (2H, M), 1,84-1,95 (4H, M), 2,02-2,11 (4H, m), 2,17-2,28 (2H, m),
2,31 (3H, c), 2,61-2,68 (2H, m), 2,75-2,80 (1H, m), 4,37-4,43 (1H, m), 7,05 (2H, A, J=9,3l'u), 7,14 (2H, A, J=9,3I"w),
7,42-7,37 (1H, m), 7,47-7,52 (1H, m), 8,05 (1H, g, J=7,81u).

Mpuknag 243

2-[3-(6eHsunokcm)nponin]-3-{4-[(1-uukno neHTunnine puamH-4-in)okcu]denininipnao[2,3-d]nipumianH-4(3H)-oH

(1) OpepxanHs 2-{[4-(6eH3nNoKcK)byTaHOT]amiHO JHIKOTUHOBOT KUCIOTH

4-(6eHaunnoken)macnaHy kucrnoty (154wmr, 0,79Mmorb) po3unHsanM B xropodopMi, godasBanmy TioHINxmopug,
(158mr) i cymiw nepemiwyBanu npu KiMHaTHIN Temnepatypi npoTarom 1 rogvHW. PO34YMHHUK i HagnMLWOK
TIOHINXnopuay BiAraHANM Npyu 3HWKEHOMY TUCKY, 3alMLLOK PO3YMHANKM B XropodopMi, JoAaasBanu TpueTunamiH
(0,46Mn) i eTvnoBwun edip 2-amiHOHIKOTMHOBOI KMcnoTy (110mr, 0,66MMOnb) | CyMill NepemillyBany Npu KiIMHaTHIN
Temneparypi npoTsarom 2 roguH. [lo peakuiiHoi piguHu AoAaBanyM HacUYEHW BOOHUN PO3YMH rigpokapboHaTty
HaTpilo, Cymill ekcTparyBamm xropocopmoM i cyumnm 6e3BogHMM cyrnbgaTtom Hatpito. OgepkaHui 3anmLLok
pO3YMHANM B MeTaHoni, JofdaBarm 2H BOAHWIA PO34WH rigpokcuay Hatpito (0,66 mn) i cymiw nepemiwyBanu npu
KiMHaTHIn TemnepaTypi npotarom 2 roguwH. [licns godaBaHHA [0 peakuiiHol piguHM BOAHOMO  PO3YMHY
XMOPMCTOBOAHEBOI KUCIOTH, WO6 3pobuty CymiLl CriabKOKMCMOTHOI, PO3UMHHMK BiGraHAN Npu 3HWKEHOMY TUCKY.
Oo 3ammwky popjaBanu eTunaudeTat i HeEBENWKY KiNbKiCTb eTaHony, TBepAunM ocap BiodinbTpoByBatw i
ofepXyBarnm, Takvum YMHOM, LinboBy cronyky (166mr, 80%) y Burnaai 6e3bapsHoi TBepAOI peyOBUHW.

(2) OpepxanHs 2-[3-(6eHaunokcn)nponin]-4H-nipuao[2,3-d][1,3]JokcaguH-4-oHy

2-{[4-(6eH3nnokcm)byTaHoinjamiHo}HikoTHOBY kucnoTy (100 mr, 0,32MMoIb) PO34MHSAM B XIopodopMi (4mn)
B MOTOLi @30Ty, fAoAaBanu okcaninxnopug (50mMkn) i cymiw nepemillyBany npu KiMHaTHIN TeMnepaTtypi NpoTarom 2
roguH. [lo peakuiHoi piguHn goaaeanm Tpuetunamin (0,2mn) i nepemiwysamm npotarom 1 roguHu. [Jogasamm
HacM4YeHUn BOOHWA PO34YMH TigpokapboHaTy HaTpilo i cyMill ekcTparyBanu xropodopmoM. EKCTpakT cywmmnm
6e3BogHMM cynbdaToM HaTpilo, KOHLEHTPYBanu i ogepXyBanu, TakuM YMHOM, LinboBYy cronyky (42mr, 45%) y
BUIMSAI MacNsHUCTOrO 3anmLKy KOPUYHEBOTO KOMNbOPY.

(3) OpepxaHHa  2-[3-(6eHsunokcu)nponin]-3-{4-[(1-unknoneHTuANinepuanH-4-injokcu]deHintnipugo[2,3-



d]nipymigunh-4(3H)-oHy

BkasaHy B 3aronioBky CMOfyKy OJepXyBamM 3a crnocobom npuknagy 94, BuKopucToBytouM 2-[3-
(6ensunokcm)nponin]-4H-nipmngo[2,3-d][1,3]JokcasnH-4-oH i 4-[(1-umknoneHTUNNinepuanH-4-in)okcilaHiniv Ak BUXigH
peYvoBUHN.

'H AMP (400Mry, CDCl3, 8 Mu.): 1,43-1,53 (2H, m), 1,53-1,62 (2H, M), 1,68-1,76 (2H, m), 1,86-1,94 (4H, m),
2,03-2,12 (2H, m), 2,13-2,19 (2H, m), 2,35-2,46 (2H, m), 2,55-2,61 (1H, m), 2,62 (2H, T, J=7,2l'L), 2,82-2,88 (2H,
M), 3,54 (2H, T, J=5,6Tu), 4,374,42 (1H, m), 4,40 (2H, c), 7,02 (2H, g, J=8,8'y), 7,12 (2H, A, J=8,8I"u), 7,17 (2H,
a, J=8,0lu), 7,22-7,28 (3H, m), 7,41 (1H, oa, J=48, 8,0l'y), 8,58 (1H, aog, J=2,0, 8,0u), 8,98 (1H, aa, J=2,0,
4,4Tw).

Mpuknag 244

2-[2-(aninokci)etnn]-6-xnop-3-(4-[(1-umknobytunninepmann-4-in)okcu]deHin}nipnao[3,4-dnipumigmH-4(3H)-oH

(1) OpepxaHHs 2-[2-(aninokci)eTun]-6-xnop-4H-nipnao[3,4-d][1,3]okcaguH-4-oHy

LlinboBy crnonyky ogepxyBanu 3a crnocobom npukragy 243, BUKOPUCTOBYHUMETUIOBUN edip 5-amiHo-2-
XIOPi30OHIKOTUHOBOT KUCIOTH i 3-(aniNoKCcK)MpOoMiOHOBY KUCIOTY sIK BUXiAHI PEYOBUHM.

(2) OpepxaHHs 2-[2-(aninokci)etnn]-6-xnop-3-{4-[(1-umknobyTunninepmgmH-in)okcudeHinnipugo[3,4-
d]nipumignn-4(3H)-oHy

BkasaHy B 3aronoBKy crosyKy ogepxyBanu 3a crnocobom npuknagy 94, BUkopuctoByoun 2-[2-(aninokci)etvnn]-
6-xnop-4H-nipnao[3,4-d][1,3]JokcagmH-4-oH i 4-[(1-unknobyTmnninepuanH-4-in)okcilaniniH Ak BUXigHI pe4oBMHN.

'H AMP (400Mru, CDCl3, & Mu.): 1,65-1,75 (2H, M), 1,83-1,94 (4H, M), 2,00-2,11 (4H, m), 2,16-2,23 (2H, m),
2,60-2,69 (2H, m), 2,76 (2H, 1, J=6,4T"u), 3,86 (2H, T, J=6,4T"u), 3,97 (2H, aT, J=1,2,6,0l'y), 4,35-4,42 (1H, m), 5,17
(2H, pp, J=1,2, 10,4I'y), 5,22-5,28 (2H, m), 5,81-5,90 (1H, m), 7,03 (2H, g, J=8,8I'u), 7,10 (2H, g, J=8,8'y), 8,06
(1H, c), 8,91 (1H, c).

Mpuknag 245

6-xr1op-3-(4-[(1-umkno nponinnine pugnH-4-in)okcu]derin}-2-metmnnipnao([3,4-d]nipumignH-4 (3H)-oH

(1) OpepxanHs 1-umknonponin-4-(4-HiTpodeHokecn)nine puanHy

4-(4-HiTpodeHokeun)ninepmanH  (1,92r, 8,63mmorb) i (1-eTokcuumkrnonponin)okeul(tpumeTun)cunad (2,27r,
12,9MMOSb) PO34YMHAM B CyMili PO3YMHHMKIB OUTOBOi kucrnotv (20mn) i metaHony (20mn), goaaeamm
uiaHoboprigpua Hatpito (1,08r, 17,3mmonb) i cymiw nepemiwysanm npy 65°C npotarom 18 rogmH. PO3UMHHKK
BigraHanMM npu 3HWXKEeHOMY TUCKY, foJaBanu eTurnaudeTat i 1H BOAHWMM PO3YUMH rigpokcuay HaTtpilo, Cymill
eKkcTparyBanu etunaueTaToM i opraHiyHy a3y npomMuBanu AMCTUNbOBaHO Bogoto. [icns cyliHHA 6e3BOAHMM
cynbdaToM HaTpilo MPOAYKT KOHUEHTpyBanu i odepxyBarm, TakuMm 4YMHOM, UinboBy cronyky (1,94r, 86%) y
BUMMAAI MacnsHUCTOT PEeYOBMHU SICHO-KOPUYHEBOrO Kombopy. BukopuctoByBamm 4-(4-HiTpodeHoKcw)ninepuamH,
ofepxaHun B npuknagi 94.

(2) OpepxanHs 4-[(1-umknonponinninepuanH-4-in)okcilaHiniHy

LlinboBy cronyky ogepxyBanv kaTaniTM4HUM BiAHOBMEHHAM 1-LmKnonponin-4-(4-HitpocgeHokem)ninepnanHy B
CYMILLi pO3YMHHUKIB MEeTaHO Ny | eTunawueTaTy, BUKOPUCTOBYIOUM SK KaTarnisatop narnagin Ha akTMBOBaHOMY BYrinmi.

(3) OpepxaHHa  6-xmop-3-{4-[(1-umnknonponinninepuanH-4-injokculderin}-2-metunnipngo(3,4-dnipumignH-
4(3H)-ony

BkasaHy B 3arofioBky CMoNnyky ofepXyeBamm 3a crnocobom npuknagy 94, BMKOPUCTOBYHOYM 5-amiHO-2-
XINOPI3OHIKOTMHOBY KUCIOTY, ouTOBWIA aHrigpug i 4-[(1-unknonponinninepuanH-4-in)okcilaHiniH - sk BUXigHi
pPEeYOoBUHM.

'H AMP (400Mry, CDCl3, & M.4.): 0,41-0,50 (4H, m), 1,62-1,65 (1H, m), 1,80-1,88 (2H, m), 1,97-2,04 (2H, m),
2,29 (3H, c), 2,48-2,57 (2H, m), 2,90-2,96 (2H, m), 4,37-4,42 (1H, m), 7,06 (2H, g, J=8,8I'y). 7,13 (2H, 8,8I'y), 8,06
(1H, c), 8,90 (1H, c).

Mpuknag 246

3-{4-[(1-umknonponinninepugnH-4-in)okcu]derin}-2-metmnnipngo(3,4-d]nipumignH-4 (3H)-oH

BkazaHy B  3arofloBKy CMONYKy OJepXyBanuM  KaTamiTMMHUM  BigHOBREHHAM  6-xnop-3-{4-[(1-
LmKno nponinnine puanH-4-in)okculdeHin}-2-metvnnipuao[3,4-d]nipyumiguH-4 (3H)-oHy, cuMHTe30BaHOro B MpuvKragi
251, BUKOPUCTOBYIOYUN SIK KaTanisaTop nanagi Ha akTMBOBaHOMY BYrifnfi, B NPUCYTHOCTI TPUETUNaMiHYy.

'H AMP (400Mry, CDCl3, & M.4.): 0,41-0,50 (4H, m), 1,62-1,66 (1H, M), 1,79-1,88 (2H, m), 1,97-2,04 (2H, m),
2,30 (3H, c), 249-2,56 (2H, m), 2,90-296 (2H, m), 4,37-4,42 (1H, m), 7,06 (2H, g, J=8,8Iu), 17,13 (2H, g,
J=8,8lu), 8,03 (1H, g, J=5,2l'y), 8,68 (1H, A, J=5,2I"y), 9,13 (1H, c).

Mpuvknag 247

3-{4-[(1-umkno6yTHnninepmamH-4-injokcu]deHin}-6-(amdpTopmeToken)-2-meTn-(3H)-xiHasoniHoH

(1) OpepxaHHs 3-{4-[(1-umknobyTunninepuauH-in)okculdeHin}-6-rigpokcn-2-meTun-(3 H)-xiHazoniHoHy

LiinboBy crionyky ogepxxysanv gemetnnyBaHHaM 3-{4-[(1-unknobytunninepugnH-4-in)okcu]deHin}-6-meTokeu-
2-meTun-4(3H)-xiHasoniHOHy, cuHTe30BaHOro B Npuknaai 234, 3a cnocobom npuknagy 192(1).

(2) OpepxaHHs 3-{4-[1-umknobyTunninepuguH-4-in)okcu]deHin}-6-(aud TopmeTokeu)-2-metmn-4(3)-
XiHa30mMiHOHY
3-{4-[(1-umknobyTMAnine puamH-4-in)okcudeHin}-6-rigpokcn-2-memmn-4 (3H)-xiHazoniHoH (37wmr),

xrnopaudTopaueTart Hatpito (17Mr) i kapboHaT kanito (25Mr) 3miwyBanu B gumeTtundopMamiai i nepemilysanm
npu 120°C npotarom 2 roavH. [o peakuinHoi cymiwi gofaBany OUCTUINBbOBaHY BOAY, CYMill ekcTparyBamm
xropodopmoM i cywmnu 6e3BogHMM cyrnbdatoM HaTpito. [MpoaykT oumLianm KOfOHKOBOK Xpomartorpadieto Ha
cunikareni (xnopodopm/MeTaHon=15/1) i ogepxyBanu, TakKuM YMHOM, BKa3aHy B 3arosioBky crnonyky (19mr, 46%) y
BUIMSAAI MacnsHUCTOrO 3anuLKy ICHO-KOBTOIO KOMbOPY.

'H AMP (400Mry, CDCl3, 8 Mu.): 1,65-1,77 (2H, m), 1,84-1,97 (4H, m), 2,01-2,10 (4H, m), 2,17-2,27 (5H, m),
2,61-2,68 (2H, m), 2,74-2,81 (1H, m), 4,42-4,36 (1H, m), 6,61 (1H, T, J=73,2l'y), 7,04 (2H, g, J=9,3T"u), 7,14 (2H, 4,
J=8,8lu), 7,53 (1H, g, J=9,0, 2,7Ty), 7,69 (1H, A, J=8,8I"w), 7,94 (1H, A, J=2,9T"u).

Mpuknag 248

3-{4-[(1-umknobyTunnnine puanH-4-in)okcu]deHin}-7-metTokcu-2-meTmn-4 (3H)-xiHazoniHoH

BkasaHy B 3aronioBky CMoNnykKy oJepxyBarm 3a crnocobom npuknagy 94. BUKOPUCTOBYHOYM 2-aMiHO-4-
METOKCMOEH30VHY KACMOTY, OLTOBUIA aHrigpug i 4-[(1-umknobyTunninepuanH-4-in)okcilaHiniH Sk BUXigHi pe4oBUHN.



'H AMP (400Mru, CDCl3, § M.4.): 1,65-1,76 (2H, m), 1,83-1,95 (4H, m), 2,00-2,09 (4H, m), 2,15-2,23 (2H, 2,24
(3H, c), 2,60-2,68 (2H, m), 2,71-2,79 (1H, m), 3,93 (3H, c), 4,35-4,41 (1H, m), 7,06-7,01 (4H, m), 7,14 (2H, g,
J=9,3lu), 8,16 (1H, g, J=8,8IL).

Mpuknag 249

6-xrop-3-(2-meTokcun-4-{3-[(3S)-3-meTunnine puamnH-1-injnponokcu}deHin)-2-meTrnnipuao[3,4-d]nipymiguH-
4(3H)-oH

(1) OpepxaHHs 6-xmop-3-(4-rigpokcn-2-meTokcudeHin)-2-metmnnipnao([3,4-dnipumignH-4 (3H)-oHy

BkasaHy B 3aromnoBky crionyky ogepxysanu 3a crnocobom npuknagy 1(1) i -(2), BukopmcToBytoum 5-amiHo-2-
XIOPi30OHIKOTUHOBY KUCIOTY, OLTOBUIN aHrigpug i 4-amiHo-3-MeToKCUeHON SK BUXIOHI peYOBUHN.

(2) OpepxxaHHs 6-xnop-3-(2-meTokcn-4-{3-[(3S)-3-meTunninepuaunH-1-injnponokcudeHin)-2-metmnnipugo[3,4-
d]nipumignn-4(3H)-oHy

6-xrop-3-(4-rigpokcun-2-meTokcudeHin)-2-metunnipugo[3,4-djnipumigny-4(3H)-on  (250mr, 0,79mmorb),  3-
[(3S)-3-meTunninepmanH-1-injnponaH-1-on (186mr, 1,2mMmonb) i TpudeHindgocdiH (310Mr, 1,2MMOfb) PO3YMHANM B
6e3BogHoMy TeTparigpodypaHi (6Mn) B noToui a3oTy i OXONoAXKyBanm Ha NboAsHii 6aHi. Jogasanm no kpanssx
giisonponinasoavkapbokcunat (0,23mn, 1,2MMonb) i nepeMillyBany NpoTAroM 2 OHIB Npu KiMHaTHIA TeMneparypi.
CyMilWw KOHUEHTpyBanM Mpu 3HWKEHOMY TWUCKY, AOAaBarm AieTunosuin edpip i TBepaui ocag BiadinbTpoByBaTy.
dinbTpaT  KOHUEHTpyBanu, NPOAYKT  ouunanu KOMNOHKOBOIO  Xpomatorpadieto Ha  cunikareni
(xnopodpopm/meTaHon=100/0-95/5), i ogepKyBanu, TakMM YMHOM, BKa3aHy B 3arofoBKy criofiyky (200mr, 56%) y
BUrnagi 6e3bapBHMX kKpucTanis.

'H AMP (400Mry, CDCl3, § M.4.): 0,83-0,93 (4H, m), 1,55-1,74 (5H, m), 1,84-1,89 (1H, m), 1,99-2,06 (2H, m),
2,25 (3H, c), 2,50 (2H, 1, J=7,3l'u), 2,83-2,91 (2H, m), 3,77 (3H, c), 4,07 (2H, T, J=6,3I'y), 6,61-6,64 (2H, m), 7,05-
7,07 (1H, m), 8,05 (1H, c), 8,89 (1H,c).

Mpuknag 250

6-xrop-3-(2-rigpokcun-4-{3-[(3S)-3-meTrnninepuguH-1-injnponokcuideHin)-2-metunnipuao[3,4-d]nipymignH-
4(3H)-oH

6-xrop-3-(2-meTokcun-4-{3-[(3S)-3-meTnnnine puamnH-1-injnponokcuideHin)-2-meTunnipugo[3,4-d]nipymiguH-
4(3H)-oH, cuHTe3oBaHMn B Mpuknagi 249, niggaBann OeMeTOKCUMIOBaHHIO 3a crocobom npuknagy 192(1) i
ofepXyBanu, TakvuM YYMHOM, BKa3aHy B 3arofioBKy CrMOyKY.

'H AMP (400Mry, CDCl3, § m.u.): 0,77-0,89 (4H, m), 1,52-1,74 (5H, m), 1,97-2,07 (3H, m), 2,32 (3H, c), 2,64-
2,81 (2H, m), 2,96-3,07 (2H, m), 3,97 (2H, 1, J=5,6I"u), 6,41-6,39 (1H, m), 6,44 (1H, ag, J=8.,8, 2,4I'y), 6,98 (1H, 4,
J=8,3I'u), 8,04 (1H, c), 8,89 (1H, c).

Mpwuknag 251

6-xrop-3-(2-(2-pTopeTokcn)-4-{3-[(3S)-3-meTunnine pugnH-1-injnponokcmnideHin)-2-metunnipngo(3,4-
d]nipumignH-4(3H)-oH

BkasaHy B 3arofioBKy Cronyky ogepxysanm 3a crnocobom npuknagy 192(1), BukopucTtoBytoum 6-xmop-3-(2-
rigpokcn-4-{3-[(3S)-3-meTunnine pungun-1-injnponokcmidperin)-2-metvnnipngo(3,4-dnipumignn-4 (3H)-oH i 2-
dTOopeTMNTO3MNAaT AK BUXiAHI peyoBuHU. BukopucTtoByBanm 6-xnop-3-(2-rigpokcu-4-{3-[(3S)-3-meTunninepngnH-1-
injnponokcuderin)-2-meTunnipnao([3,4-dlnipumignH-4(3H)-oH, akuin cuHTesysamm B npuknagi 250.

'H AMP (400Mry, CDCl3, & M.u.): 0,83-0,93 (4H, m), 1,53-1,74 (5H, m), 1,84-191 (1H, m), 1,99-2,06 (2H, m),
2,27 (3H, ¢), 2,51 (2H, T, J=7,3I'y), 2,83-2,92 (2H, m), 4,07 (2H, T, J=6,3I'y), 4,10-4,34 (2H, m), 4,49-4,51 (1H, m),
4,634,61 (1H, m), 6,64 (1H, g, J=2,4T'u), 6,67 (1H, ag, J=8,8, 2,4I'y), 7,09 (1H, A, J=8,8I"u), 8,05 (1H, c), 8,90 (1H,
c).

Mpuknag 252

2-etnn-6-meTtokeu-3-(4-{3-[(2S)-2-meTunniponignH-1-injnpo nokcuideHin)nipugo[3,4-d]nipymignH-4 (3H)-oH

BkasaHy B 3arofioBky cCrofyky ogepxysanu 3a crnocobom npuknagy 249, BUKOPUCTOBYOUN 2-€TUIN-6-MeTOKCH-
3-(4-rippokcudeHin)nipngo[3,4-dinipumigun-4(3H)-oH i 3-[(2S)-2-metunniponigmh-1-injnponax-1-on K BUXigHi
peyoBuHW. BukopuctoByBamm  2-eTun-6-meTokcu-3-(4-rigpokcudpeHin)nipugo[3,4-d]nipymiguH-4(3H)-oH,  axkmn
CuHTe3yBanu B npuknagi 198.

'H AMP (400Mru, CDCls, § m.u.): 1,11 (3H, A, J=6,0rw), 1,23 (3H, T, J=7,2I1), 1,40-1,50 (1H, m), 1,60-2,37
(8H, m), 2,44 (2H, kB, J=7,2I'y), 2,97-3,03 (1H, m), 3,18-3,23 (1H, m), 4,03 (3H, c), 4,07-4,11 (2H, m), 7,05 (2H, g,
J=9,2l'u), 7,12 (2H, g, J=9,2l'y), 7,45 (1H, c), 8,78 (1H, c).

Mpuknag 253

MNopoxnopua 2-eTnn-6-meTtokcu-3-(4-{3-[(3S)-3-meTunnine puamH-1-injnponokcuiderin)nipuao(3,4-
d]nipumigun-(3H)-oHy

BkasaHy B 3arofnioBky CrosyKy ofepxyBanu 3a cnocooom npuknagy 249, BUKOPUCTOBYOUN 2-€TUN-6-MeTOKCH-
3-(4-rippokcudeHin)nipngo[3,4-dnipumigun-4(3H)-oH i 3-[(3S)-3-meTunninepmamH-1-injnponax-1-on SK BUXigH
pedoBuHU. BukopuctoByBarm  2-eTnn-6-metokcu-3-(4-rigpokcudpeHin)nipuao[3,4-d]nipumigmn-4(3H)-oH,  sikun
CUHTe3yBanu B npuknagi 198.

'H AMP (400Mru, CDCl3, § m.u.): 1,00 (3H, a4, J=6,8Iw), 1,07-1,13 (1H, m), 1,22 (3H, T, J=7,6u1), 1,82-1,98
(6H, m), 2,40-2,54 (4H, m), 3,17-3,23 (2H, wm), 3,47-3,65 (2H, m), 4,03 (3H, c), 4,16 (2H, T, J=5,4Tu), 7.0 (2H, A,
J=8,8Iu), 7,15 (2H, g, J=8,8I'y), 7,44 (1H, c), 8,79 (1H, c).

Mpuknag 254

6-meToKCK-3-(2-MeToKCeK-4-{3-[(3S)-3-MeTunninepmuanH-1-injnponokcuideHin)-2-metmnnipnao[3,4-
d]nipumigun-(3H)-oH

BkasaHy B 3aronoBKy Croflyky oAepXyBarnu 3a crnocobom npuknagy 249, BUKOPUCTOBYHOUMN 6-MeTOKCU-3-(4-
rinpokcu-2-meTokcudeHin)-2-metunnipnao[3,4-dlnipymianH-4(3H)-oH i 3-[(3S)-3-meTunninepuanH-1-injnponax-1-
on $K BuWXigHIi pevyoBuHW. BukopuctoByBamm 6-meToKcU-3-(4-TigpOKCK-2-MeToKCUdeHiN)-2-metunnipngo(3,4-
d]nipumignt-4 (3H)-oH, sSkun cuHTesysanu B npuknagi 203(1).

'H AMP (400Mru, CDCl3, § M.4.): 0,82-0,93 (4H, m), 1,57-1,74 (5H, m), 1,84-1,91 (1H, m), 1,99-2,06 (2H, m),
2,20 (3H, c), 2,52 (2H, 1, J=7,3lu), 2,85-2,92 (2H, m), 3,76 (3H, c), 4,02 (3H, c), 4,07 (2H, T, J=6,3I"), 6,59-6,62
(2H, m), 7,07 (1H, g, J=8,8I'y), 7,45 (1H, c), 8,75 (1H, c).

Mpuknag 255



6-meToKCU-2-MeTUN-3-(4-{3-[(3S)-3-meTunninepmgnH-1-injnponokcu)deHin)nipuao[3,4-d]nipymignH-4 (3H)-oH

BkasaHy B 3aronoBky cronyky ogepxysarm 3a crnocobom npuknagy 249, BukopuctoBytoun 3-(4-
rigpokcudeHin)-6-meTtokcu-2-metvnnipnao|[3,4-dnipymiguH-4(3H)-oH i 3-[(3S)-3-meTunninepunauH-1-injnponax-1-
on $K BWXigHi pevyoBuHW. BukopucTtoByBanu 3-(4-rigpokcudeHin)-6-meTokcun-2-metunnipmugo[3,4-dinipumiagnH
4(3H)-oH, skun cuHTe3ysanu B npuknagi 197.

'H AMP (400Mry, CDCl3, 8 m.4.): 0,86-0,91 (4H, m), 1,56-1,75 (5H, M), 1,85-1,93 (1H, m), 2,00-2,08 (2H, m),
2,24 (3H, c), 2,50-2,56 (2H, m), 2,85-2,95 (2H, m), 4,03 (3H, c), 4,07 (2H, T, J=6,0l'y), 7,05 (2H, A, J=8,8I'y), 7,14
(2H, @, J=8,8I'u), 7,45 (1H, c), 8,75 (1H, c).

Mpuknag 256

6-meToKCU-2-MeTUN-3-(4-{3-[(2R)-2-meTunniponignH-1-injnponokcutdeHin)nipnao[3,4-d]nipumignn-4 (3H)-oH

BkasaHy B 3arofioBky cronyky ogepxysarim 3a crnocobom nmpuknagy 249, BukopuctoByloun 3-(4-
rigpokcudeHin)-6-meTtokcu-2-metunnipnao[3,4-dJnipumigH-4(3H)-oH i 3-[(2R)-2-meTunniponigunH-1-injnponax-1-
Oon §K BMWXigHI peyoBuHW. BukopuctoByBanm 3-(4-rigpokcudeHin)-6-meTtokcu-2-metvnnipnao[3,4-d]nipyumMignH-
4(3H)-0H, sikMiA cuHTe3yBanu B npuknagi 197.

'H AMP (400Mry, CDCl3, & Mu.): 1,17 (3H, A, J=4,9Tu), 1,47-2,50 (12H, m), 3,01-3,10 (1H, m), 3,23-3,31 (1H,
m), 4,03 (3H, c), 4,12-4,08 (2H, m), 7,05 (2H, g, J=8,8'y), 7,14 (2H, g, J=8,8I'u), 7,45 (1H, c), 8,75 (1H, c).

Mpuknag 257

2,5-gumeTun-3-(4-{3-[(2R)-2-meTnnniponigun-1-imjnponokcuideHin)-4 (3H)-xiHazoniHOH

BkasaHy B 3arofioBKky CrofyKy ofepxysarm 3a crnocobom npuknagy 165, BUKOPUCTOBYHOUM 2-aMiHO-6-
MeTUNbeH30MHy KUCIOTy, ouToBUA aHrigpug i 4-{3-[(2R)-2-metunniponigmnH-1-injnponokcilaHiniHMoHoTo3MNaT K
BUXiOHI pe4YOBUHMW.

'H AMP (400Mry, CDCl3, § m.u.): 1,13 (3H, A, J=5,9), 1,42-1,51 (1H, m), 1,61-2,09 (5H, m), 2,17-2,54 (6H,
m), 2,82 (3H, c), 2,99-3,04 (1H, m), 3,20-3,25 (1H, m), 4,05-4,11 (2H, m), 7,03-7,07 (2H, m), 7,13-7,16 (2H, m), 7,21
(1H, g, J=7,3T"u), 7,50 (1H, g, J=7,8I'u), 7,59 (1H, 1, J=7,8I"w).

Mpuknag 258

2-meTtun-3-(4-{3-[(2R)-2-metvnniponignn-1-injnponokcuideHin)-5-(tpud Topmeiin)-4 (3H)-xiHazoniHoH

BkasaHy B 3arorioBky CroslyKy ofepxysarm 3a crnocobom npuknagy 165. BUKOPUCTOBYHOUM 2-aMiHO-6-
(TP TOPMETUN)OEH3ONHY KuUcIorTy, ouToBUA aHrigpug i 4-{3-[(2R)-2-meTunniponignu-1-
in)nponokcitaHiNiHMOHOTO3UMaT SIK BUXiOHI PEYOBWHM.

'H AMP (400Mry, CDCl3, § m.u.): 1,14 (3H, A, J=6,3w), 1,42-1,51 (1H, m), 1,61-1,86 (2H, m), 1,91-2,10 (3H,
M), 2,15-2,43 (6H, m), 2,98-3,06 (1H, m), 3,20-3,25 (1H, m), 4,04-4,11 (2H, m), 7,03-7,06 (2H, m), 7,14-7,18 (2H,
m), 7,80 (1H, 1, J=7,8I'y), 7,86-7,89 (2H, m).

Mpuknag 259

5-xnop-2-meTtun-3-(4-{3-[(2R)-2-metnnniponigux-1-injnponokcuideHin)-4 (3H)-xiHaszoniHoH

BkasaHy B 3aronoBKy CroslyKy ofepxyBamm 3a crnocobom npuknagy 165, BUMKOpPUCTOBYKOUM 2-amiHO-6-
Xrop6eH30MHy KucnoTy, outoBui aHrigpug i 4-{3-[(2R)-2-meTunniponigun-1-injnponokci}aHiniHmoHoTo3unar sk
BUXiAHI pEYOBUHM.

'H AMP (400Mry, CDCl3, § m.u.): 1,13 (3H, A, J=5,9Tu), 1,41-1,51 (1H, m), 1,59-2,08 (5H, M), 2,14-2,54 (6H,
M), 2,99-3,04 (1H, m), 3,20-3,25 (1H, m), 4,04-4,13 (2H, m), 7,03-7,06 (2H, m), 7,12-7,16 (2H, m), 7,45 (1H, aa,
J=7,3,1,5I'u), 7,55-7,62 (2H, m).

Mpuknag 260

5-dbTop-2-meTun-3-(4-{3-[(2R)-2-meTnnniponignH-1-injnponokcutdeHin)-4 (3H)-xiHasoniHOH

BkasaHy B 3aronoBKy CMoJyKy CUHTE3yBarm y BUrNsa4i TBepaoi pevoBuHn Ginoro konebopy (T. nn.: 125-127°C)
3a crnocobom mpuknagy 165, BUKOPUCTOBYOUM 2-amMiHO-6-pTopOeH30MHy KucnoTy, outoBun aHrigpug i 4-{3-[(2R)-
2-MeTunniponianH-1-in)nponokcu]aHiniHMoHOTO3UNaT siKk BUXiOHI PEeYOBUMHW, 3 MoAarbLUO MepeKpUcTanisauieto
(eTvnaueTat/gieTunosun edip).

'H AMP (400Mry, CDCl3, & m.u.): 1,13 (3H, A, J=6,3u), 1,41-1,51 (1H, m), 1,60-1,85 (2H, m), 1,91-2,09 (3H,
M), 2,14-254 (6H, m), 2,99-3,06 (1H, m), 3,20-3,25 (1H, m), 4,05-4,13 (2H, m), 7,03-7,15 (6H, m), 7,46 (1H, A,
J=8,3l'u), 7,65-7,70 (1H, m).

Mpuvknag 261

6-dpT1Op-2-MeTn-3-(4-(3-[(2R)-2-meTunniponignH-1-injnponokcu}deHin)-4(3H)-xiHazoniHoOH

BkaszaHy B 3aronoBKy CroslyKy ofepXyBanu 3a crnocobom npuknagy 165, BUKOpPUCTOBYKOUM 2-amiHO-5-
dTOpOEH30MHY KMCIOTY, outoBU aHrigpug i 4-{3-[(2R)-2-meTunniponiamH-1-injnponokcilaHiniHMoHoTO3UNaT §K
BVXiOHI pe4YOBUHN.

'H AMP (400Mry, CDCl3, § m.u.): 1,13 (3H, A, J=5,9), 1,42-1,51 (1H, m), 1,59-1,86 (2H, M), 1,91-2,09 (3H,
M), 2,15-2,54 (6H, m), 2,99-3,06 (1H, m), 3,20-3,25 (1H, m), 4,06-4,12 (2H, m), 7,04-7,07 (2H, m), 7,13-7,16 (2H,
M), 7,45-7.50 (1H, m), 7,66-7,69 (1H, m), 7,88-7,91 (1H, m).

Mpuknag 262

7-pTop-2-MeTnn-3-(4-{3-[(2R)-2-meTvnniponignH-1-injnponokcuideHin)-4(3H)-xiHazoniHoH

BkaszaHy B 3aronoBKy CMoNyKy ofepXyBaru 3a crnocobom npuknagy 165, BUKOpUCTOBYHOUM 2-aMiHO-4-
pTOpOEH30MHY KMCIOTY, outoBu aHrigpug i 4-{3-[(2R)-2-meTunniponiamH-1-injnponokcilaHiniHMoHoTO3UNaT §IK
BUXiOHI peYOBUHW.

'H AMP (400Mry, CDCls, § m.u.): 1,15 (3H, A, J=5,9), 1,44-1,53 (1H, m), 1,60-1,87 (2H, m), 1,92-2,11 (3H,
m), 2,20-2,56 (6H, m), 3,01-3,08 (1H, m), 3,23-3,27 (1H, m), 4,06-4,14 (2H, m), 7,04-7,07 (2H, m), 7,13-7,20 (3H,
m), 7,31 (1H, g, J=9,3, 2,4T'u), 8,27 (1H, aa, J=8,8, 6,3I'w).

Mpuknag 263

8-pTop-2-meTun-3-(4-{3-[(2R)-2-meTnnniponianH-1-injnponokcu}deHrin)-4 (3H)-xiHazoniHoH

BkaszaHy B 3aronoBKy CMoJlyKy ofepXyBarm 3a crnocobom npuknagy 165, BUKOpUCTOBYHOUM 2-aMiHO-3-
pTOpOEH30MHY KMCIOTY, outoBui aHrigpug i 4-{3-[(2R)-2-meTunniponigmH-1-injnponokcilaHiniHMoHoTO3UNaT $IK
BUXiOHI pe4YOBUHW.

'H AMP (400Mry, CDCls, § M.u.): 1,16 (3H, A, J=6,31), 1,44-1,54 (1H, m), 1,62-1,85 (2H, m), 1,93-2,12 (3H,
m), 2,21-2,41 (6H, m), 3,01-3,08 (1H, m), 3,23-3,28 (1H, m), 4,06-4,14 (2H, m), 7,05-7,08 (2H, m), 7,13-7,17 (2H,



m), 7,37-7,42 (1H, m), 7,47-7,51 (1H, m), 8,05 (1H, g, J=7,8I"u).

Mpuknag 264

2 ,6-gumeTun-3-(4-{3-[(2R)-2-metvnniponigun-1-injnponokcu}deHin)-4 (3H)-xiHazoniHoH

BkasaHy B 3aronoBky cronyky ogepxyBamm 3a crnocobom npukragy 165, BMKOPUCTOBYOUM 2-aMiHO-5-
MeTUNBeH30MHy KUCNOTY, outoBui aHrigpug i 4-{3-[(2R)-2-metunniponignH-1-injnponokcilaHiniHvMoHoTo3mNaT sk
BUXiOHI peYOBUHW.

'H AMP (400Mry, CDCls, § m.u.): 1,15 (3H, A, J=6,3w), 1,47-1,53 (1H, m), 1,62-1,84 (2H, m), 1,92-2,11 (3H,
M), 2,20-2,54 (9H, m), 3,01-3,08 (1H, m), 3,23-3,27 (1H, m), 4,06-4,12 (2H, m), 7,03-7,06 (2H, m), 7,13-7,16 (2H,
m), 7,57-7,57 (2H, m), 8,05 (1H, c).

Mpuknag 265

2-metun-3-(4-{3-[(2R)-2-meTnnniponiamH-1-injnponokcu}deHrin)nipnao[2,3-dnipymignH-4 (3H)-oH

BkasaHy B 3aronoBky cronyky ogepxysamm 3a crnocobom npuknagy 165, BUKOPUCTOBYHOUMN 2-aMiHOHIKOTUHOBY
KUCMOTY, ouTOBUIA aHrigpug i 4-{3-[(2R)-2-metunniponiauH-1-injnponokciaHiniHMOHOTO3uNaT siK BUXiOHi pE4OBUHM.

'H AMP (400Mry, CDCls, § M.u.): 1,15 (3H, A, J=6,3w), 1,44-1,53 (1H, m), 1,63-1,87 (2H, m), 1,92-2,11 (3H,
m), 2,18-2,40 (6H, m), 3,01-3,08 (1H, m), 3,22-3,27 (1H, m), 4,06-4,14 (2H, m), 7,05-7,08 (2H, m), 7,14-7,17 (2H,
m), 7,40-7,43 (1H, m), 8,59 (1H, aa, J=7,8, 2,0l"u), 8,98-8,99 (1H, m).

Mpuknap 266

2-metun-3-(4-{3-[(2R)-2-meTnnniponiamH-1-injnponokcuideHrin)nipuao[4,3-dnipyumiguH-4 (3H)-oH

BkasaHy B 3aronioBKy CrnosyKy CUHTE3yBanm y BUrNsaAi TBEpAOi PEHOBUHN SICHO-KOBTOMO Konbopy (T. nn.: 238-
250°C) 3a cnocobom npuknagy 165, BUKOPUCTOBYHOUN 4-aMiHOHIKOTMHOBY KUCIOTY, OLTOBWIA aHrigpug, i 4-{3-[(2R)-
2-meTunniponigunH-1-injnponokculadiniHMoHoTo3uNaT SK BUXiOHI pevyoBUHK, 3 MOAanbLUOK MepekpucTanidadieto
(eTvnaueTat/gieTunosun edip/H-rentan).

'H AMP (400Mry, CDCl3, 5 m.u.): 1,14 (3H, g, J=6,3T), 1,42-1,51 (1H, m), 1,61-1,85 (2H, m), 1,91-2,10 (3H,
M), 2,15-2,38 (6H, m), 3,00-3,07 (1H, m), 3,21-3,25 (1H, m), 4,08-4,12 (2H, m), 7,05-7,09 (2H, m), 7,13-7,16 (2H,
m), 7,48-7,50 (1H, m), 8,85 (1H, g, J=5,9I'u), 9,47 (1H, g, J=1,0l"w).

Mpuknan 267
2-meTun-3-(4-{3-[(2R)-2-metvnniponignn-1-imjnponokcu}deHin)nipngo[3,4-d]nipumianH-4(3H)-oH
(1) OpepxaHHs 6-xrop-2-metn-3-(4-{3-[(2R)-2-meTunniponignH-1-injnponokcudeHin)nipngo[3,4-

d]nipumignH-4(3H)-oHy

LlinboBy crnonyky ogepxysanu 3a cnocobom npuknagy 165, BUKOPUCTOBYHOUM 5-amiHO-2-X1OPi30OHIKOTUHOBY
KMcrnoTy, ouToBui aHrigpug i 4-{3-[(2R)-2-meTunniponignH-1-injnponokci}aHiniHMoHOTO3MNaT SK BUXigHI pE4OBUHMW.

(2) OpepxanHsa 2-meTun-3-(4-{3-[(2R)-2-meTunniponigun-1-injnponokcuideHin)nipuao[3,4-d]nipumianH-4(3H)-
OHY

BkasaHy B 3arofiloBKy CrofyKky ogepXyBanm po3dynHeHHsM 6-xrop-2-metun-3-(4-{3-[(2R)-2-meTunniponiguH-1-
injnponokcuderin)nipnao[3,4-d]nipumignn-4(3H)-oHy B eTunaueTarTi, i 34iMCHIOYM KaTamniTM4He BiGHOBMEHHS 3
BUKOPUCTAHHSAM SIK KaTanidatopa nanafito Ha akTMBOBaHOMY BYTiNnsi, B MPUCYTHOCTI TPUETUNaMIHY.

'H AMP (400Mry, CDCl3, § m.u.): 1,11 (3H, A, J=5,9), 1,39-1,48 (1H, m), 1,59-1,85 (2H, m), 1,89-2,08 (3H,
m), 2,10-2,41 (6H, m), 2,97-3,04 (1H, m), 3,17-3,22 (1H, m), 4,08-4,12 (2H, m), 7,06-7,09 (2H, m), 7,13-7,16 (2H,
m), 8,03 (1H, aa, J=5,4,1,0l'u), 8,67 (1H, g, J=5,4T"u), 9,12 (1H, A, J=1,0lL).

Mpuknag 268

2-metvn-3-[4-(3-ninepuamnH-1-innpo nokeu)deHrin]nipnao[3,2-d]nipumignH-4(3H)-oH

(1) OpepxaHHs 3-HiTponipNANH-2-kapbOHOBOI KUCMOTH

BkasaHy cronyky ogepxysamm crnocobom, onmcaHum B nitepatypi [Tetpahedron, 1998, Vol.54, p.6311; i J.
Am. Chem. Soc, 1954, Vol.76, p.3167], BUKOPUCTOBYIOUN 2-XIOP-3-HITPONIPUANH SK BUXIZHY PEYOBUHY.

(2) OpepxaHHsa 3-amiHoMipnANH-2-kapbOHOBOI KUCMOTH

3-HiTponipmnanH-2-kapboHoBy kucnoty (2,72r, 16,2mMmork) i rigpokapGoHat Hatpito (1,34r, 16,2MmOnb)
PO34MHANN B AUCTWUBbOBaHIM Bogi (20mn) i aTMocdepy B cuctemi 3anoBHioBanu a3oTtoM. lNicna gogasaHHa 10%
nanagilo Ha akTmBoBaHoMy Byrinmi (1,72r) atmocdepy B cucteMi 3amiHioBany BOOHEM i CyMilll nepeMilLyBanu npu
KiMHaTHIn Temnepatypi npotarom 50 roguH. JogasBarmm 1H BOOHWW PO34YMH COMSAHOI KMCnoTu i pH peakuinHoro
PO34MHy JOBOAWNM OO CrabKOKUCIIOTHOMO 3HayeHHs. PO3YMHHUK BigraHsnu npu 3HWKEHOMY TUCKY, OO 3armLuKy
JofaBanu HeBenuKy KinbKiCTb eTaHomny i eTunaueTtaTy i ocaf, WO yTBOpuMBCSA, BiadinbTposyBatn. dinbTpar
KOHLeHTpYBanu i ogepxyBarnu, Takum YMHOM, LinboBy peyoBuHy (1,50r, 67%) y Burnagi 1eepaoi pevoBUHN SCHO-
XKOBTOIO KOMbOPY.

(3) OpepxaHHs 2-metun-3-[4-(3-ninepuamH-1-innponokcn)deHin]nipugo[3,2-d]nipymignH-4 (3H)-oHy

BkasaHy B 3aronioBky crnofyKy ogepxyBanu 3a cnocobom npuknagy 165, BUKOPUCTOBYOYM 3-aMiHONIpUANH-2-
kapOOHOBY KMCNOTY, OLTOBWUIA aHrigpwvg i 4-(3-ninepuanH-1-inAponoKci)aHiniHMOHOTO3MNAaT SK BUXiOHI Pe4YOBUHM.

'H AMP (400Mru, CDCl3, & m.u.): 1,49-1,43 (2H, m), 1,58-1,63 (4H, m), 2,02 (2H, aT, J=14,6, 6,3I0), 2,27 (3H,
c), 2,37-2,45 (4H, m), 2,50 (2H, 1, J=7,6I"u), 4,07 (2H, 7, J=6,3I'u), 7,06 (2H, 14, J=2,4, 9,3I'u), 7,17 (2H, 14, J=2 4,
9,3l'u), 7,68 (1H, o4, J=8,3, 4,4I'y), 8,01 (1H, aa, J=8,3, 1,5I'u), 8,86 (1H, aa, J=4,4, 1,5I'u).

Mpuknag 269

2-metun-3-(4-{3-[(2R)-2-meTnnniponiamH-1-injnponokcu}deHrin)nipnao[3,2-dnipymigmH-4 (3H)-oH

BkasaHy B 3arofioBky CroslyKy oepxyBanu 3a cnocobom npuknagy 165, BUKopucToBytouM 3-amiHonipnauH-2-
KapboOHOBY KuUCNOTy, ouToBu aHrigpug i 4-{3-[(2R)-2-meTtunniponignx-1-injnponokci}aHiniHvMoHoTo3mNaT K
BMXigHI pevoBuHU. BukopuctoByBanu 3-amiHo nipygnH-2-kapboHOBY KUCOTY, SIKy CUHTE3yBamm B Npuknagi 268.

'H AMP (400Mry, CDCls, § m.u.): 1,13 (3H, A, J=5,9), 1,51-1,42 (1H, m), 1,68-1,87 (2H, m), 1,93-2,00 (1H,
M), 2,01-2,10 (2H, m), 2,16-2,30 (4H, m), 2,27 (3H, c), 2,32-2,42 (1H, m), 3,03 (1H, gT, J=12,2, 7,8['u), 3,23 (1H,
T4, J=8,3, 2,9I'y), 4,09 (2H, 14, J=5,9, 2,4Tu), 7,06 (2H, g, J=8,8I'u), 7,17 (2H, A, J=8,8I'u), 7,68 (1H, aa, J=8,3,
4,4Ty), 8,01 (1H, aa, J=8,3, 1,5I'u), 8,86 (1H, aa, J=4,4, 1,5'u).

Mpuknag 270

2-meTun-3-[4-(3-niponiamH-1-innponokcn)deHin]nipuao[3,2-d]nipumiguH-4 (3H)-oH

BkasaHy B 3aronioBky cronyky ogepxxyBarnm 3a cnocobom npuknagy 165, BukopuctoBytoum 3-amiHonipnguH-2-
KapbOOHOBY  KMCMOTY, oOuUTOBWMIA aHrigpug i 4-(3-miponiguH-1-innponokci)aHiniH - 9Kk BUXiOHI  PEYOBUHW.



BukopuctoBysamm 3-amiHonipugnH-2-kapboHOBY KUCMOTY, SIKy CUHTe3yBanu B npuknagi 268.

'H AMP (400Mry, CDCls, § M.u.): 1,79-1,86 (4H, m), 2,03-2,10 (2H, m), 2,27 (3H, c), 2,56-2,62 (4H, m), 2,69
(2H, 1, J=7,3I'y), 4,09 (2H, T, J=6,3I"y), 7,06 (2H, T8, J=2,4, 8,8T"u), 7,17 (2H, 74, J=2,4, 8,8I'L), 7,68 (1H, aa,
J=83, 4,4T'u), 8,01 (1H, ag, J=8,3, 1,5'u), 8,85 (1H, oa, J=4,4, 1,5I'w).

Mpuknag 271

2-meTtun-3-(4-{3-[(3S)-3-meTunninepuaunH-1-in]nponokcuideHin)nipnao[3,2-d]nipymig nH-4 (3H)-oH

BkasaHy B 3aronoBky CrofyKy ogepxyBanu 3a cnocobom npukragy 165, BUKOpUCTOBYOUM 3-aMiHOMIpUANH-2-
kapboHoBy kucroTy, outoBun adrigpug i 4-{3-[(3S)-3-meTunninepunaunH-1-injnponokcilaHiniHMoHoTo3MNaT sk
BUXigHI pe4oBmHU. BukopuctoByBanu 3-amiHo nipugnH-2-kapOoHOBY KUCOTY, iKY CUHTE3yBamm B Npukragi 268.

'H AMP (400Mru, CDCl3, & m.u.): 0,94-0,82 (1H, m), 0,88 (3H, A, J=6,8I), 1,57-1,74 (5H, m), 1,89 (1H, Ta,
J=11,2, 2,9"'u), 2,04 (2H, k8, J=6,3I'y), 2,27 (3H, c), 2,53 (2H, 1, J=7,6Iu), 2,86-2,93 (2H, m), 4,07 (2H, T,
J=6,3l'u), 7,05 (2H, g, J=8,8I'y), 7,17 (2H, g, J=8,8I'u), 7,67 (1H, aa, J=8,3, 4,4I'u), 8,00 (1H, ag, J=8,3, 1,5I'y),
8,84 (1H, po,1=4,4,1,5I'y).

Mpuknag 272

3-{4-[(1-umknobyTnnnine puanH-4-in)okcu]deHin}-2-metmnnipuao[3,2-d]nipumignH-4 (3H)-oH

BkasaHy B 3aronioBKy CrnosyKy ogepxyBamm 3a cnocobom npuknagy 165, BukopuctoByoum 3-aMmiHonipuaunH-2-
KapbOOHOBY KMCMOTY, OUTOBMIA aHrigpug i 4-[(1-uvknobyTunninepuanH-4-in)okcilaHiniHMoHOTO3UNaT $IK BUXIOHI
peyoBuHW. BukopucTtoByBanu 3-amiHoMipnanH-2-kapOoHOBY KUCIOTY, SIKy CMHTe3yBanm B npuknagi 268.

'H AMP (400Mru, CDCl3, & Mu.): 1,67-1,74 (2H, m), 1,96-1,84 (4H, M), 2,03-2,10 (4H, m), 2,17-2,25 (2H, m),
2,27 (3H, c), 2,59-2,71 (2H, m), 2,73-2,79 (1H, m), 4,36-4,42 (1H, m), 7,05 (2H, 14, J=2,0, 8,8Tu), 7,17 (2H, 14,
J=2,0, 8,8I"u), 7,67 (1H, ag, J=8,3, 4,4I'u), 8,00 (1H, oa, J=8,3, 1,5I'y), 8,84 (1H, an, J=4,4, 1,5T).

Mpuknan 273

3-{4-[(1-umknobyTnnninepuanH-4-in)okcu]deHin}-2-etunnipngo[3,2-d]nipumignn-4 (3H)-oH

BkasaHy B 3arofioBKy CrosyKy ogepxysamv 3a cnocobom npuknagy 165, BukopuctoByoum 3-aMiHonipuguH-2-
KapOOHOBY KMCIOTY, MPOMiIOHOBWIA aHrigpug i 4-[(1-unknobyTunnine puanH-4-in)okcilaHiniHMOHOTO3MNAT AK BUXiaHI
peyoBuHW. BukopucTtoByBanu 3-amiHoMipuanH-2-kapOoHOBY KUCIOTY, SIKy CUHTE3yBanm B npuknagi 268.

'H AMP (400Mry, CDCl3, 8 Mu.): 1,22 (3H, T, J=7,310), 1,64-1,76 (2H, m), 1,84-1,95 (4H, m), 2,00-2,10 (4H,
M), 2,15-2,23 (2H, m), 2,46 (2H, kB, J=7,3'U), 2,60-2,69 (2H, m), 2,73-2,79 (1H, m), 4,34-4,42 (1H, m), 7.04 (2H, g,
J=8.8lu), 7,15 (2H, g, J=8,8I"u), 7,67 (1H, oa, J=8.,3, 4,4I'y), 8,05 (1H, aa, J=8,3, 1,5I'u), 8,85 (1H, aa, J=44,
1,5).

Mpuknag 274

3-[4-(3-a3enaH-1-innponokcm)deHrin]-2-metunnipuao[3,4-d]nipymiguH-4 (3H)-oH

(1) OpepxaHHs 3-[4-(3-azenaH-1-innponokcu)deHin]-6-xnop-2-memnnipmao[3,4-d]nipumianH-4 (3H)-oHy

LlinboBy cronyky ogepxysamm 3a cnocobom mpuknagy 165, BUKOPUCTOBYIOUM 5-aMiHO-2-XIIOPi3OHIKOTUHOBY
KMCIOTY, OUTOBMUM aHrigpug i 4-(3-azenaH-1-innponokci)aHiniH sk BUXigHi pe4yoBuHU.

(2) OpepxaHHs 3-[4-(3-azenaH-1-innponokcu)deHin]-6-xnop-2-memnnipuao[3,4-d]nipumianH-4 (3H)-oHy

BkazaHy B 3arofoBKky CMOMyKy OAepXyBanM  KaTaniTudHum  BigHOBReHHaM  3-[4-(3-asenaH-1-
innponokcu)deHin]-6-xnop-2-metunnipngo([3,4-(IJnipumignn-4(3H)-oHy B  eTunaueTaTi, BUKOPUCTOBYHOUM  SK
KaTanisaTop nanagin Ha akTMBOBaHOMY BYriNnsi, B MPUCYTHOCTI TpUETUNaMiHy.

'H AMP (400Mry, CDCls, § M.u.): 1,64-1,73 (8H, m), 2,08-2,10 (2H, m), 2,30 (3H, ¢), 2,77-2,79 (6H, m), 4,11
(2H, 1, J=6,1T"u), 7,07 (2H, g, J=9,5Tu), 7,15 (2H, g, J=11,7Tu), 8,03 (1H, aa, J=5,4, 1,0lu), 8,68 (1H, A, J=4,9I"w),
9,13 (1H, c).

Mpuvknag 275

3-[4-(3-a3enaH-1-innponokcu)deHin]-6-meTokeu-2-metunnipngo(3,4-d]nipumianH-4(3H)-oH

BkasaHy B 3aronoBky cronyky ogepxyearm 3a crnocobom npwknagy 249, BukopuctoBytoun 3-(4-
rigpokcudeHiny-6-meTtokeu-2-metvnnipngo[3,4-djnipumigun-4(3H)-oH i 3-(asenaH-1-in)nponaH-1-on Gk BUXigHI
peyoBuHW. BukopuctoByBamm  3-(4-rigpokcudpeHin)-6-meTokcu-2-meTunnipngo(3,4-dnipumignn-4 (3H)-oH,  skun
CUHTEe3yBanu B nNpuknagi 268.

'H AMP (400Mru, CDCl3, 8 M.u.): 1,63-1,69 (8H, m), 2,01-2,04 (2H m), 2,24 (3H, c), 2,71-2,74 (6H, m), 4,03
(3H, ¢), 4,09 (2H, 7, J=6,1T"w), 7,05 (2H, g, J=8,8I"u), 7,14 (2H, g, J=6,6I"u), 7,45 (1H, g, J=1,0l"y), 8,76 (1H, c).

Mpuknag 276

3-[4-(3-a3enaH-1-innponokcu)deHin]-2-metunnipuao[3,4-d]nipumianH-4 (3H)-oH

LlinboBy crnonyky ogepxyBamm 3a crnocobom npukrnagy 165, BUKOPUCTOBYOUMN 2-aMiHOHIKOTUHOBY KUCIIOTY,
ouToBMUI aHrigpvg i 4-(3-a3enaH-1-innNponokci)aHiniH K BUXiAHI pe4OBUHU.

'H AMP (400Mry, CDCls, 8 m.u.): 1,62-1,65 (8H, m), 1,95-2,02 (2H, m), 2,35 (3H. c), 2,65-2,69 (6H, m), 4,09
(2H, 1, J=6,3I'y), 7,07 (2H, g, J=11,7Tu), 7,15 2H, g. J=12,2l'y), 7,42 (1H, A, J=7.8, 4,9Tu), 8,59 (1H, ag, J=7.8,
2,0ly), 8,99 (1H, k8, J=2,3I'w).

Mpwvknag 277

5-cpTop-2-meTUn-3-[4-(3-niponianH-1-inbytokcn)dpeHrin]-4(3H)-xiHa3oniHOH (paLemivyHa cymiLl)

(1) OpepxanHs 4-(3-niponiguH-1-indyToKci)aHiniHy (pauemivyHa cymil)

LlinboBy crnonyky ogepxyBarm 3a criocobom npuknagy 18, BukopucToBytoun 3-niponiguH-1-inbyTtaH-1-on
(pauemivyHa cymiw) i 4-HiTpocbTOpOEH30N AK BUXiOHI pevoBuHW. 3-MMiponiguH-1-inbyTaH-1-on (pauemivyHa cymilu)
oaepxyBanm crnocobom, onmcanmm B nitepartypi [J. Org. Chem., 1949, Vol.14, p.862].

'H AMP (400Mru, CDCl3, 8 m.u.): 1,14 (3H, A, J=6,3w), 1,82-1,65 (5H, m), 2,10 (1H, m), 2,61-2,53 (5H, m),
3,41 (1H, ywuwmp.c), 3,97 (2H, m), 6,64 (2H, g, J=9,0l"u), 6,75 (2H, g, J=9,0I"L).

(2) OpepxaHHa 5-bTOp-2-MeTUN-3-[4-(3-niponiguH-1-inbyTokcun)deHin]-4(3H)-xiHazoniHOHY  (pauemiyHa
CyMiLL)

BkasaHy B 3arofioBky Cronyky ofepxyBaru 3a crnocobom npuknagy 18, BMKOPUCTOBYHOYM 2-aMiHO-6-
(P TOPOEH30MHY KUCIOTY, OUTOBUIA aHriapvg i 4-(3-niponignh-1-inGyToKci)aHiniH sk BUXigHI pe40oBUHN.

"H SAMP (400Mru, CDCl3, § Mu.): 1,17 (3H, A, J=6,8Tw), 1,79 (4H, m), 1,88 (1H, m), 2,15 (1H, m), 2,24 (3H, c),
2,61 (5H, m), 4,10 (2H, m), 7,05 (2H, A, J=9,0l"y), 7,08 (1H, m), 7,14 (2H, g, J=9,0l'u), 7,46 (1H, A, J=8,3I'u), 7,68
(1H, m).



Mpuknag 278

2-meTtun-3-[4-(3-niponigux-1-inbytokcu)deHin]-5-(Tpud Topme n)-4(3H)-xiHa3oniHOH (paueMiyHa cymiLw)

BkasaHy B 3arofioBky Crofyky ofepxyBarm 3a crnocobom npwuknagy 18, BUKOPUCTOBYIOUM 2-aMiHO-6-
(TpncbTOPMETUN)BEH3OMHY KMCIOTY, OLTOBUI aHrigpua i 4-(3-niponiguH-1-inGyToKCi)aHiniH SK BUXiZHI peYOBUHW.

'H AMP (400Mru, CDCl3, & m.u.): 1,17 (3H, a4, J=6,8I0), 1,80 (4H, m), 1,88 (1H, m), 2,15 (1H, M), 2,27 (3H, 3)
4,09 (2H, m), 2,62 (5H, m), 7,05 (2H, g, J=9,0lu), 7,16 (2H, A, J=9,0l'u), 7,80 (1H, T, J=7,8Iu), 7,87 (1H, 4,
J=7,8lu), 7,88 (1H, g, J=7,8I"u).

Mpuknag 279

2,5-aumeTun-3-[4-(3-niponiguH-1-inbytokcu)deHin]-4(3H)-xiHasoniHoH (pauemiyHa cymilLu)

BkasaHy B 3arofioBky Crofyky ogepxyBarm 3a crnocobom npwuknagy 18, BUKOPUCTOBYHOUM 2-aMiHO-6-
MeTUNOEH30MHy KUCIOTY, OLUTOBWUIA aHrigpug i 4-(3-niponignH-1-inGyTokci)aHiniH Sk BUXigHI pe4oBUHU.

'H AMP (400Mry, CDCl3, & mu.): 1,17 (3H, 4, J=6,3u), 1,80 (4H, m), 1,88 (1H, m), 2,15 (1H, m), 2,22 (3H, c),
2,62 (5H, m), 2,82 (3H, c), 4,09 (2H, m), 7,05 (2H, g, J=8,8I'y), 7,15 (2H, g, J=8,8I"u), 7,21 (1H, A, J=7,6Ty), 7,50
(1H, @, J=7,6T"u), 7,59 (1H, 1, J=7,6I"w).

Mpvknagn capmakonoriyHMx BUMPOOyBaHb, B SIKUX SIK CMOMYKY, LUO BUNPOOOBYETLCS, BUKOPUCTOBYBanM 2-
etvn-3-{4-[3-(1-ninepuanHin)nponokcu]deHin}-4(3H)-xiHazoniHOH (cnonyka npuknagy 1), npeacTaBneHi HKYe.

(Mpviknag dapmakonoridyHoro BUNpobyBaHHst 1: BUNPOOYBaHHS iHriGyBaHHsI CMOfyvYaHHs aHanora rictamiHy)

Mocnigosricte kKOHK [MixxHapogHa MateHTHa Mybnikauis WO 00/39164, omwc], sika kogye rictamiHoBuin H3
peuenTop NoauHKW, KIOHyBanu, BUKOpUCTOBYoUM BekTopu ekcnpecii pCR2.1, pEF1x (npogykT Big Invitrogen) i
pCl-neo (npoaykT Big Promega Inc.). OgepxaHi Bektopun ekcnpecii TpaHcdikyBamm B KNiTuHK xa3sdiHa, HEK293 i
CHO-K1 (American type culture collection), BukopucToBytoun katioHHWn ninigHuin meTtof [Proceedings of the
National Academy of Sciences of the United States of America, Vol.84, p.7413 (1987)], i ogepxyBanu, Takum
YMHOM, KNITUHK, eKCMPECYIoYi ricTaMmiHoBuIn peuenTop H3.

Mpenapat membpaH, ogepxaHui 3 KNiTWH, SKi NpegcTaBnanm rictamiHoBui peuentop H3, Te, BunpobysaHy
crnonyky (cnonyka npwuknagy 1) i 20000imr/xB. [3H]N-a-meTunrictamiHy (mpoaykt Big NEN) iHkybyBarm B
OydepHoMy po3umHi ana aHanizy (50mMM GydepHoro posumHy Tris, pH 7,4) npu 25°C npotarom 2 roawH i
dinbTpyBanu Ha ¢inbTpi 3 nopuctoro ckna GF/C. llicna npomuBaHHA 3 BukopucTaHHaM 50MM BydepHoro
po3uuHy Tris, pH 7,4, BU3Ha4Yann pafioakTUBHICTb Ha CKIsTHOMY inbTpi. BusHavanu KinbkicTb HecneuudivyHoro
cronyqaHHs B npucyTHocTi 10mikpoM Tionepamigy (npoaykT Big SIGAM) i pospaxoByBarm 50% iHriGytouy
KOHUeHTpauito (3HadeHHs |Ksg) crmomyku, wWo BuNpoboBYETbCS, BIAHOCHO creundiyHoro crnonydaHHs N-o-
meTunrictamiHy [Molecular Pharmacology, Vol.55, p.1101 (1999)]. OgepxaHe B pe3ynbTaTi 3HadeHHsi |1Kso ans
cronyku, wo BunpoboByeTbCs, cTaHoBUMO 15HM.

Ak 3asHayeHo BuWe, criofyka npuknagy 1 CWnbHO Mepelukomkana crofyyaHHio N-a-meTunricTamivy 3
rictamiHoBMM peuenropoM H3 (aHanor rictamiHy).

(Mpuknag  dapmakornoriyHoro  BuNpobyBaHHA 2: BunpobyBaHHS — aHTaroHiamy, iHgykoBaHoro R-a-
MEeTUNTNCTaMiHOM - CereKTMBHUM aroHIiCTOM ricTamiHoBoro peuernropa H3, LWo crnocTepiraeTbCa B MUTHINA
noseAiHu;)

Mig aHecTesieto keTamiHOM/KcunasnHoM (74Mr/kr i ogHOpasoBe BHYTPIiLUHbOYEpeBUHHE BBeAeHHA 11Mmr/kr)
NOCTINHY HaNPsSMHY KaHIo (po3Mip 26, noxkumHa 11mm) BcTasnsanu B ventriculus tertius camuis wypis SD (Biky 7-
10 TwxHiB, 200-300r), BUKOPMUCTOBYIOYM MPUCTPIA ANA CTEPeOoTaKCUYHOro AOChidKeHHs MO3Ky, i dikcyBarm 3a
Jornomoroto 3ybonpoTe3Hoi nnactmacu. MNonoxeHHs KiHiMka HanpsMHOT kaHonm 6yno B 2,2MM no3aay Big 6permum
i Ha rmMmnbuHi 8MM Big NoBepxHi Yepena, nocepeduHi. Micna 1 TwkHA Nepiogy BUAYXKyBaHHA B ventriculus tertius
BBoauim R-a-metunrictamin  (0,3mkr/1mkr/ronoa, 30% po3uvH B nponineHrnikoni). BunpoGysaHy cronyky
(cnonyka mpuknagy 1), cycneHgoBaHy y 0,5% BOAHOMY PO34MHI MeTWILENONo3n, BBOAMMN MepopanbHo 3a 2
roauHu 0o BeefeHHst R-o-meTunricTamiHy i KinbKicTb MMTHOT BoAW BUMiptoBanu Yepes 1 roguHy nicns BBegeHHs R-
o-MeTurrictamiHy. B pesymbTati 6yrno BusIBNeHo, WO cronyka, LWo Bunpoboyetbces, (10Mr/kr) aemoHcTpye
iCTOTHe 30inbLUEHHSI KiNbKOCTi MMTHOT BOAW BHAcNiAoK BBeAeHHs1 R-a-MeTunrictaminy B ventriculus tertius.

(Mpwvknag dapmakonoriyHoro BMNpobyBaHHs 3: KiHETUYHE BUMPOOYBaHHS in vivo)

Bunpo6oByBaHy crionyky (crnonyka npuknagy 1) BBogunm nepopasbHO abo BHYTPILLHbOBEHHO CamusM LUypiB
SD (Biky 7-10 TwkHiB, 200-400r), SiKMM He AaBanM Xy MPOTArOM HOMi, i 3 XBOCTOBOI BeHu Gpamm mpubrmnsHo
100MKn KpOBi, BUKOPUCTOBYHOYM renapuHi3oBaHy kaninspHy Tpyoky, B 3agaHuii yac. KpoB ueHtpudyrysanm (4°C,
600006./xB, 10 xBUnNvH) i ogepxysamnu nnasmy. [Jo nnasmy gogaBanu TPUKPATHY KiNbKiCTb eTaHomMy (Lo MIiCTUTb
BHYTPILLHIA cTaHOapT), nepeMiwysanu, 3aniwarnm Ha 20 xsurvH npu -20°C i ueHTpudpyrysanm (4°C, 1000006/xs.,
10 xBurmH). HapocapoBy piavHy aHanisyBarmm metogom PX/MC/MC i koHueHTpauito B nnasmi BumiptoBanm
METOAOM 3 BUKOPUCTAHHSIM BIOHOCHOT KanibpyBanbHOi KpuBOi B pesynbTati Oyno BusIBMEHO, WO Cronyka, Lo
BMnpoboByeTbCA, Mana 6iogocTynHicTe 60% i nepiod HaniBicHyBaHHS B KpOBi 6,3 roanHu.

(Mpvknag dapmakonoriyHoro BunNpoOyBaHHA 4: BUNPOOYBaHHS aKTMBHOCTI B MO3Ky/LlepebpocniHanbHii
piavHi)

Bunpo6oByBaHy crionyky (crnonyka npuknagy 1) BBoguMmm nepoparnbHO abo BHYTPILLHbOBEHHO CamLUsM LUypiB
SD (Biky 7-10 TvkHiB, 200-400r) i BUNyckanu KpoB 3 YepeBHOI aopTu Mig aHecTesie edipoM, BUKOPUCTOBYHOUM
LINpuL, 3 renapuHoBo 06pobkoto, B 3aaaHuin Yac. LLKipy B MOTUIMYHIN YacTuHI rofioBu po3pizany, NpoKosnoBanmm
CTOMATOJIOrYHO ronkoto po3Mipy 30 G MK LLMAHUMUK Xpebusamuy | BCTaBnsanu B cybapaxHoigansHuid npocTip. 50-
100Mkn LepebpocniHanbHOI piguHn BUTAryBanu 3a gornomorot 1-mn wnpuua Yepes Tpyoky, cnonydeHy 3 30 G
roJIKoto, i BUTAryBanm Mo3ok. 3pa3ok KpoBi LeHTpudyrysanm (4°C, 600006./x8., 10 xBunvH) i 4o nnasmu gogasanm
TPUKPATHY KiNbKICTb eTaHomny (Lo MICTUTb BHYTPILWHIA cTaHaapT) i nepemiwysanu. [1o 3paska MO3Ky goAaBarnm
2Mn BOoAW, roMOreHi3yBanm, YacTuHy Buaansamm i fjogaBanu TPUKpaTHY KinbKiCTb eTaHomy (LU0 MICTUTb BHYTPILLHIN
CcTaHgapT) i nepemiwyBanu. Bpamu uepebpocniHanbHy piguHy, Oo4aBanu TPUKPATHY KiNMbKiCTb eTaHony (Lo
MICTUTb BHYTPILLHIA cTaHgapT) i nepemiwysanu. BkazaHui Buwe 3pasok 3anuwanm npu -20°C npotsarom 20
XBUIMH, ueHTpudyrysanu (4°C, 12000xg, 10 xBunuH), HagocagoBy piavHy aHanisysarm metogom PX/MC/MC i
KOHUEHTpaLilo B nNna3mi, rorioBHOMY MO3KY i LepebpocniHanbHiln piavHi BUMiptoBanM MeToAoM 3 BUKOPUCTaHHSAM
BiHOCHOI kanibpyBanbHOI kpuBOi. Y pesynbTaTi Oyno BusBMEHO, L0 criofyka, Lo BuMpoboByeTLCs, Mana
iHTpauepebpanbHy KoHLUeHTpauito 3,16HMonb/r, KOHUEHTpauilo B uepebpocniHanbHii piguHi  0,142mMkM i



KOHUeHTpauito B nnasmi 2,32mMkM Ha yac 2 rogmHu nicns nepopansHoro BeedeHHs (10mr/kr).

Mpomucnosa 3aCTOCOBHICTb

HoBe KoHOeHcoBaHe 4-okconipumianHoBoe noxiaHe, npeacrtasneHe dopmyroto (1), abo noro dhapmaueBTUHHO
NMPUMHATHA CifMb MalTb CUMbHY AHTArOHICTUYHY Ail0 BiQHOCHO ricTaMiHy ab0 aKTMBHICTb 3BOPOTHOrO aroHicTa i
TOMY € KOpPUCHUMMK Ans npodpinaktukm abo nikyBaHHA XBOPOG OOMIHY PeyYOoBWH, TakMX SIK OXWPIHHA, LKpPOBWN
niabeT, nopyLleHHs ropMoHarnbHOI CekpeLlil, rinepninigeMisi, nogarpa i OXXupiHHA NEYiHKK; 3aXBOPHOBaHb CUCTEMU
KpOBOOOIry, TakvMx sik CTEHOKapAis, rocTpa i 3acTiiHa cepLeBa HeJOCTaTHICTb, iIHPapKT Miokapaa, KinbLenoaioHun
apTepiockrepos, rinepTeHsis, 3axBOPIOBaHHSA HUPOK i MOPYLUEHHS eneKTponiTHoro GanaHcy; abo 3axBOplOBaHb
LeHTpanbHoi abo nepudepudHoi HEPBOBOT CUCTEMM, TakMX $IK po3ragyM CHy abo 3axBOPHBaHHS, LU0
CYNpOBOIKYIOTbCS PO3MadoM CHY (Hanpuknag, igionaTnyHa rinepcoMmHis, rinepCoMHisl, WO MOBTOPIOETLCS Yac Bif,
yacy, NpUPODKEHa TrinepcoOMHisd, Hapkorerncis, nepioavyHUin pyx KiHUIBOK YBi CHi, CMHOPOM anHoe YBi CHi,
MOPYLEHHS LIMPKaAHOrO PUTMY, CMHAPOM XPOHIYHOT BTOMM, nopylieHHs weuakoro cHy (REM-cHy), cTapeue
6Ee3COHHS, MOPYLUEHHS CaHITapHUX HOPM CHY Y MPauolounX B HiYHY 3MiHy, igionaTniHe 6e3COHHsl, 6€3COoHHS, Lo
MOBTOPHOETLCH Yac Bi4 4acy, mpupompkeHe Oe3COHHS, Aenpecis, Big4yTTa TpuBOrM i wmdodpeHis), Oynimis,
adekTVBHI po3nagw, eninencis, Oenipio3HuiA CuHOPOM, OeMeHuis, posnag AediuuTty ysarv/rinepakTyMBHOCTI,
roripweHHst nam'ati, xsopoba Anburerimepa, xBopoba [lapkiHCOHa, KOTHITMBHWIA poO3naf, PYyXOBUIM po3nap,
amnsecTesis, AN30CMisi, pe3UCTEHTHICTb A0 MOPiHY, HAPKO3aneXHiCTb, anbKOrorbHa 3aneXHiCTb | Tpemop.



