MpeacraBneHun BuHaxig, CTOCYETbCA MOXIAHMX HIKOTMHamigy sKi sIBNSOTbCA  CeNeKTUBHUMM  iHriGiTopamu
docdogiectepasm tvny 4 (PDE4) i npoaykyBaHHS dakTopy nyxrMHHOro Hekpody (TNF), a Takok BrKOpUCTaHHSA
BKa3aHMX CNONYyK Npu nikyBaHHI pecnipaTopHMX 3axBOpoBaHb, aneprii, peBMaToifHUX 3aXBOPIOBaHb, PErYroBaHHSA Baru
Tina, 3ananbH1X 3aXBOPIOBaHb i 3aXBOPHOBaHb LIEHTParkHOI HEPBOBOT CUCTEMM, TAKUX SIK, aCTMa, XPOHiYHi OBCTPYKTUBHI
3axXBOPIOBAHHA rereHb, CUMHOPOMY BIKOBWX pecnipaTOpHWX 3axBOPHBaHb, LWOK, Gibpo3, nereHeBa HaAYyTNMBICTb,
anepriyHi puHiTM, HacnigKkoBi AepMaTuTX, Ncopias, KOHTPOSb Barv, peBMaToigHi apTpuTh, kaxekcid, xsopoba KpoHa,
BMPa3KOBi KONITW, apTPMUTHI CTaHM i iHLWI 3ananbHi 3axXBoploBaHHSA, Aenpecii, MynTuiHgapkTHi ctanm i CHIA.

Lle BMHaxig Takox CTOCYeTbCs CnocobiB BUKOPUCTaHHST TakMX CMONYK Npw NiKyBaHHI BULLE3ragaHnx 3axsoploBaHb y
ccaBLiB, 0cO6NMBO y ntoaen i apMaueBTUYHMX KOMMO3ULK, WO BMiLLYIOTb TaKi CNOSyKHU.

OpepxaHi BiQOMOCTI, WO LMKMiYHWA ageHo3nHTpudocdaTt (CAMP) ABNAETbCA BHYTPILUHbOKNITUHHUM BTOPUHHWM
MeceHpKepoM, Wo iHribye docdopiectepasy, Aka € MilleHHI0 Ana Mogynsauii i BignNoBigHO, TepaneBTUYHOMO BTPYYaHHS
B HanpsMOK MpOTiKaHHS 3axBOploBaHb. PaHiwe Oyno BCTAaHOBMEHO, LIO CernekTVMBHE iHridyBaHHs Aeskux knacie PDE
npuBOoaUTL A0 MOKpaLUaHHSA pe3ynbTaTiB NPU BUKOPUCTaHHI NikyBanbHOI Tepanii. binbw koHkpeTHO, 6yno BCTaHOBMNEHO,
wo iHribyBaHHs PDE4 moxe npuBoaMTV A0 iHrGyBaHHA BMBINbHEHHA MefjaTopiB 3ananeHHsa i poscnabneHHs rmagkoi
MYCKynaTypu auxanbHux wnaxis. TakMMm YHOM, crionyku Lo iHribytote PDE4 ane siki MatoTb HE4OCTaTHIO akTUBHICTb MO
BiAHOWeEHHIO J0 iHwmx TMniB PDE, moxytb iHriGyBatn BUBINbHEHHS MediaTopiB 3ananeHHs i po3crnabnatu rnagky
MYCKynaTypy AvxanbHuX WNSAxXiB 6€3 BUKNVKaHHA KapaioBackynapHux edekTie abo aHTMTpomboLmTapHUX eeKTiB.

HewopnaBHi MOMeKynsipHi KrOHYBaHHSA nokasanu cknagHict i pisHomaHiTHicTb PDE4 eH3umiB. Tenep Bigomo, Lo
iCHyt0Tb 4oTMpK pisHoBMAM PDE4 i3oeH3umi (A, B, C i D), KOKHWIA 3 SKMX 3aKOLOBaHWIA OKpeMUM reHoM. KiHeTuuHi
OOCNIMKEHHsT NI0ACLKOro pekombiHaTHOro MaTepiany nokasanu, Wo Ui YOTMPW i30€H3MMWU MakTb BIAMIHHOCTI B iXHiX
Km's i Vmax's nokasHukax npu rigponisi CAMP. Anania posnoainy B TkaHnHax MPHK PDE4 npunyckae, WO KOXHUR
i30€H31M MOXe fokanidyBaTuCb Y KNiTMHHO-cneumdivHOMY 3pasky. Hanpwuknag, Ha BigMiHy Big MIOACBHKOK CKeneTHOT
MYCKyraTypu, MOACkKI NenkoumTy nepudepinHol Kposi He nepepatoTe PDE4 noBigoMneHHs, a eo3nHoginia rBiHeMCbKOT
cBMHi wBuMako nepepnae PDE4 nosigomnieHHs. CTpykTypHa i gictpybeTuBHa pisHoMaHiTHiCTe PDE4 i3oeH3nviB
nepegdavae MOXIMBICTb BCTAHOBMEHHS CENEKTUBHOIO iHMGITOpY i30eH3MMY, SKUIA Tinbkn 6nokye dyHKLUio 3ananbHuX
KMiTMH. BUKOPUCTOBYIOUM CENEKTUBHI iHMiGITOpU i3oeH3umy PDE4D, mu npogeMoHCTpyBanu, wWo isoeHsum PDE4D
BMKOHYE pPOJib KJltoya B pEryntoBaHHi akTMBauii i AerpaHynsauii nogcbkoro eosvHodiny. B npumac gocnimpkyBanach
Mogernb acmu, Aeski cnonyku iHrioysanu PDE4D i30eH3MM, BUKIMKaHUA aHTUTEHOM FNereHoBOi eo3nmHodinii. Takum
yMHOM, BMOGipKkoBO GnokyBaBcs D i3oeH3um, PDE4D iHribiTopu nokasanu noHwkeHi nobiuHi edektn i 36epernu
aHTMacTMaTUyHy (aHTM3anarnbHy) gito.

Cytb BuHaxoay MNpeacTtaBneHnin BUHaxif CTOCYeTbCSA CNONykn OopMynu:
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abo i hapMaLeBTUYHO NPUAHATHOI CONi, B AKMX MYHKTUPHA NiHis HEOOOB'SI3KOBO ABNAETLCA NOABIMHUM 3B'A3KOM;

m popieHtoe 0 abo 1;

n gopieHioe 0 abo 1;

o popieHtoe 0,1, 2, 3 abo 4;

p oopieHioe 0 abo 1;

g oopieHtoe 0, 1,2 abo 3;

r gopieHtoe 0,1, 2, 3, abo 4;

t popisHioe 0 abo 1;

AnpepactaBnge co6oto kuceHb, >NH abo cipky;

B npeactaensie coboto knceHb ato NH;

D npegacraensie co6oto knuceHb abo NRg B kit RY siBnsie co6oto BoaeHb abo (CrCe)ankin;

E I'Ipe,qCTaBJ'IFIG coboto CHa, O, NH abo S(O),, B sikint a gopisHioe 0,1 abo 2;

R' sBnsie coGoto BogeHb, (Ci-Ce)ankin, (Cs-Cr)unknoankin, (Cs-Cr)unknoankeHin, (Ce-Cio)apun, mictkosuii(Cs-
Co)biumknoarnkin abo HacuyeHa abo HeHacnMyeHy UMkivHy a6o GiumkniyHo(C3-C7)reTepoumKIIiUHY rpyny;

B Kl BMLLE3rafjaHa HacuyeHa abo HeHacu4veHa LuKnivyHa abo 6|LLMKn|qHa(Cg-C7)reTepouV|KnNHa rpyna, MiCTUTb BI%
OAHOro A0 YOTMPLOX reTepoaToMiB BUOPaHUX 3 rPynu, IO MiCTUTb aTOM KWUCHIO, CipKKU, a3oTy i rpyny NR®, B skiit R
TaKUN, SIK 3a3Ha4YeHOo BULLE;

B AKiN BuLIe3ragaHa R’ LMKroarkin, WiKroarnkeHin, uMknoankaHoH, apwn, Giuvknoarkin i retepouukniyHa rpynu,
HEeOOOB'I3KOBO 3aMilLeHi ogHMM abo OinbLUOK KiMbKICTHO 3aMiCHMKIB (40 TpbOX), HE3amneXxHOo BMOpaHWX 3 rpymnu, Lo
MiCTUTb raroreH, LuiaHo, kapbokcu, 3miHO, HiTpo, rigpokcu, (Cs-Ce)arkin, (Ci-Ce)amkoken, (Csz-Cr)uuknoanton,
rinpoken(C1-Ce)ankin, rigpokcn(C+-Ce)arnkinamiHo, (Ci-Ce)ankokcu, gudpropmetun, TpudTopMeTun, AMPTOPMETOKCH,
TpudptopmeToken, (Ci-Ce)aumn, (Ci-Ce)aummamino, (Ci-Ce)aummnoken, (Ci-Ce)ankinamino, ((Ci-Ce)arkin)ramivo, (Ci-
Ce)ankin-NH-(CH )-, ((C1-Ce)arkin)2-H-(CH® )-, amiHocynbdoHin, (C+-Cs)ankinamiHocynbdoHin, abo HacudeHa abo
HeHacuM4yeHa uikIivyHa cuctema abo GiyukniyHuin(Cs-Cr)reTepouukr;

B 4Kl BMLLH 3rajaHa HacuyeHa abo HeHacuudeHa UMKMiYHa cuctema abo 6iu,vu(nquV||7|(Ca-C7)reTepou,vu<n y
BULLE3ragaHin R’ uuknoarkin, uuknoarnkeHin, apun, Giuuknoarnkin i retepouukniyHa rpyna, Wwo MictuTb BI,EI, OfIHOTO [0
YOTUPLOX reTepoaTomiB, HE3aNEXHO BUOpPaHMX 3 rpynu, WO MICTUTb aTOM KUCHIO, CipKK1, a3oTy i rpyny NR®, B sikiit R®
TakuM, SK 3a3Ha4YeHo BULLE, | B SKI reTepoumKkrl, HeoboB'A3KOBO 3aMilleHn oaHuM abo GinbLoto KinbkicTio 3aMiCHVIKiB
(mo TpbOX), HE3anexHo BUOGpaHNX 3 rPynu, WO MiCTUTb ranoreH, uiaHo, kapbokcu, amiHo, HiTpo, rigpokcu, (C1-Ce)ankin,



rigpoken(C1-Ce)ankin,  (C+-Ce)ankokcu,  (Ci-Ce)arkintio, agundropmeTun,  Tpudtopmetun,  AMPTOPMETOKCH,
TpudgtopmeToken, (C1-Ce)aumn, (Ce-Cro)apun, (Ci-Ce)auunamiHo, (C1-Ce)aumnoken, (Ci-Ce)ankinamiHo, ((Ci-
Ce)ankin)2amiHo, (C+-Ce)ankincynbgoHin, amiHocyrnbgoHin, (C1-Ces)ankinamiHocynsoHin, ((Cs-
Ce)ankin)amiHocynbdoHin abo (C2>-Co)retepoapun;

B SIKiil BULUE3rafAaHWi arkinbHWiA, arkoKCUIbHUI aBo LMKNOAarKinbHWiA 3aMiCHUK Y BULLe3ragaHii R' uuknoarkin,
uMKnoankeHin, apun, Giuknoarkin i reTepouukniyHa rpyna HeobOB'3KOBO Hagarn He3anexHo 3amileHa ogHuM abo
GiNbLUOIO KiNbKICTIO 3amicHUKIB (00 TPbOX), HE3anexHo BUOpaHMX 3 rpynu, Lo MiCTUTb ranoreH, LiaHo, kapbokeu, aMiHo,
HiTpo, rigpoken, (C1-Ce)arkin, rigpokcun(C1-Ce)ankin, (Ci-Cs)ankokcu, (Cq-Ce)arkintio, gudropmetun, tpucropmeTnn,
andtopmeTokeu, TpudtopmeTokeu, (C1-Ce)aumn, (Ce-Cro)apun, (C1-Ce)umnamino, (C1-Cs)auunokeu, (C1-Ce)ankinamiHo,
((C1-Ce)ankin)2amiHo, (C1-Ce)ankincynboHin, amiHocyrnbgoHin, (C1-Ce)arkinamiHocynboHin, (Cx-
Cs)ankin).amiHocynboHin abo (C2-Co)reTepoapurn;

abo BuwesragaHum R’ uuknoarkin, uuknoarnkeHin, apun, Giumknoarnkin i retepouukniyHa rpyna, He3anexHo
3amiweHa ogHum abo Binb Lo KiNbKiCTIO 3aMiCHUKIB (40 TPbOX) (hopMynu;

0
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B akin R" npeactaensie coboto BoaeHb, (C1-Cs)arkin, (Ci-Cs)ankoken, (Cs-Cr)umknoarnkin, (Cs-Cr7)umknoarnkeHin,
(Ce-C10)%punamino, (Ce-C1o)apun, mocTtmkosuin(C7-Co)biumknoankin abo HacuyeHa abo HEHacuyeHy LMKNiIYHY cuctemy
a6o 6ILl,I/IKJ‘II‘-IHVII/I(Cs-C7)FeTepOLI,VIKJ'I

B akin R" BULLIE3rafjaHa HacumyeHa abo HeHacuuveHa uuknivyHa abo GiywkniuHa(Cs-Cr)reTepouwvkniyHa rpyna, Lo
MICTI/ITb Bil OOHOMO [0 YOTMPLOX reTepoaToMiB BUGPaHNX 3 Pynu, WO MICTUTb aTOM KUCHIO, CipK1, @30Ty i rpyny NR9 B
akin R® Takum, SK 3a3Ha4YeHO BULLE;

B SKin BMlIEe3ragaHa R arkin, ankokcv UMKnoarkin, uvkroankeHin, apun, Giuuknoarnkin i retepouukniyHa rpynu,
HeobOB'A3KOBO 3aMilleHi ogHMM abo GinbLUOKD KINbKICTH 3aMiCHUKIB (0O TpbOX), He3anexHo BUOpaHWX 3 rpynu, Lo
MiCTUTb rarforeH, uiaHo, kapbokcu, amiHo, HiTpo, rigpoken, (Ci-Ce)arkin, (Ci-Ce)amkokecu, (Csz-Cz)umknoarnkin,
rigpoken(C1-Ce)ankin, rigpoken(C+-Ce)ankinamiHo, (C+-Ce)ankokeu, gudpropmetnn, TpudTopMeTun, AMMTOPMETOKCH,
TpudpropmeTtoken, (C+-Ce)aumn, (Ci-Ce)aumnamiHo, (Ci-Ce)aumnokcu, (Ci-Ce)ankinamiHo, ((C1-Ce)ankin)zamiHo,
aMmiHocynbdoHin, (C+-Ces)ankinamiHocynbdoHin abo HacuyeHy abo HeHacuyeHy UMKNiyHy cuctemy abo GiumkniyHmin(Cs-
C7)reTepouukr;

B SIKill BuLLEe3ragaHa HacnyeHa abo HeHacnyeHa LuknivyHa cuctema abo GiumknivyHnin(Cs-Cr7)reTepouukn, Wo MicTUTb
BiO o,u,Horo o LIOTVIpbOX retepoaTomiB, HE3aNeXHO BMOPaHMX 3 rPyNu, WO MICTUTb aTOM KUCHIO, CipKkW, a3oTy i rpyny
NR B sikin R Takui, sk 3a3HaueHo BULWE, i B AKiA retepouukn, HeoboB'A3KOBO 3amiweHn ogHMM abo OinbLioto
KIJ’]bKICT}O 3aMiCHUKIB (00 TPbOX), HE3anexHo BUOpaHWX 3 rpynu, WO MICTUTL ranoreH, uiaHo, kapbokeu, amiHo, HiTpo,
rinpoken, (C1-Ce)ankin, rigpoken(Ci-Ce)ankin, (Ci-Ce)arkoken, (Ci-Ce)ankintio, audropmeTun, TpuUTOpMETUn,
andtopmeToken,  Tpudtopmetoken,  (C+-Ce)aumn, (Ce-Cio)apun, (C+-Ce)aumnamiHo,  (Cq-Ce)aumnoken,  (Ci-
Ce)ankinamiHo, ((C1+-Ce)arkin)amiHo, (C+-Cs)ankincynbgoHrin, amiHocynbdoHin, (Cs-Cs)ankinamiHocynsdoHin, ((Cs-
Ce)ankin)2amiHocynsgoHin abo (Co-Co)reTepoapun;

B SIKi BULLE3ragaHni ankinbHUN, ankoKCUIbHUIA abo LMKIoarkinsHUM 3amMicHUK y BULLE3raaaHin R ankin, ankokcwm,
LMKoankin, LMKroankeHin, apun, 6iuuknoarnkin i retepoumkriyHa rpyna, Heo60B'A3KOBO 3aMilLeHi 0gHMM abo GinbLUoto
KiNbKiCTIO 3aMiCHUKIB (A0 TPbOX), HE3anNeXXHO BMOPaHUX 3 rPynu, WO MiCTUTb ranoreH, uiaHo, kapboken, amiHo, HITpo,
rinpoken, (C1-Ce)ankin, rigpoken(Ci-Ce)ankin, (Ci-Ce)arkoken, (Ci-Ce)ankintio, audropmeTun, TpuUTOpMETUn,
andtopmeToken, TpudptopmeTokeu, (C1-Ce)aumn, (Ce-Cro)apun, (Ci-Ce)auunamiyo, (C1-Ce)aumnokeu: (C1-Ce)ankinamiHo,
((C+-Cs)ankin)z2amiHo, (C1-Ce)ankincynbdoHin, amiHoCynbgoHin, (C1-Ce)ankinamiHocyrnbgoHin, ((C4-
Ce)ankin).am IHOCyﬂbeOHIJ'I abo (Co-Co)retepoapun; abo R’ npegacraensie coboto rpyny opmynu:

Ol

B SIKin u gopieHtoe 0 a6o 1;

G, J, Ki L koxHumn He3ane>+<Ho OOWH BiO OOHOTrO KUCeHb, Cipka, asoT, rpyna NR® B sikiit R Takui, sik 3a3HaueHo
BULLE, kKapBoHin a6o CHR'®

B SIKill MyHKTMPHA NiHisA HeO6OB$I3KOBO I'Ipe,D,CTaBJ'IFle co6oto I'IOJJ,BIMHMM 3B'AI30K i Lie 3po3ymino, mo KON NoAaBiNHUI
3B'A30k icHye Mk G T1a J, J Ta K abo K ta L, Toai R® BiCYTHIN, >CHR" npeacraensie coboto >CR"j G, J,Kabo L He
MOXYTb ByTn KapboHinom;

B sikin R™ npeacraensie cobow BoAeHb, ranoreH, uiaHo, kapbokaon, amiHo, HiTpo, rigpokeu, (C1-Ce)arkin (Ci-
Ce)ankokeu, (Csz-Cr)umknoankin, rigpokcu(C+-Ce)ankin, rigpokcu(C+-Ce)arnkinamiHo, (Cq-Ce)arkoken, aumdropmeTun,
TpudptopmeTn, aundropmeToken, Tpudtopmetoker, (Ci-Ce)auun, (Ci-Ce)aumnamiHo, (C1-Ce)aumnokcu, (Co-
Ce)aJ'IKiJ'IaMiHO ((C4-Ce)arkin)2amiHo, amiHocynbdoHin, (Ci- Ce)anKinaMiHocyan)OHin abo HacmuyeHy abo HeHacu4yeHy
UuknivHy cuctemy abo GiuunknivyHnin(Cs-C7)reTepouukn, Wo mMicTuTb Big o,quro 00 YOTMPbOX reTePoaTOMiB, HE3ANEKHO
BMOpaHUX 3 rpynu, L0 MICTUTb aTOM KWUCHIO, CipKKU, a3oTy i rpyny NR® B skin R® Takuit, ik 3a3HauyeHo BULLE, B SIKIN
BMLUE3rafjaHa retepouykiiyHa rpyna, HeoboB'A3KOBO 3aMillleHa OgHMM abo GiNbLUOK KiNbKiCTIO 3aMiCHUKIB (00 TPbOX),
He3anexHo BubpaHuXx 3 rpynu, Lo MiCTUTb ranorex, uiaHo, kapbokcu, aMmiHo, HITpo, rigpokewn, (C1-Ce)arkin, ngpokeun(Cq-
Ce)ankin, (C+-Ce)ankokcu, (C1-Ce)ankintio, andropmeTtvun, Tpudtopmetun, AMpTopMeTokcu, Tpudropmetoken, (Ci-

e)aumn, (Ce-Cro)apun, (Ci-Ce)aumnamiHo, (C+-Ce)aumnoken, (Ci-Ce)arkinamiHo, ((C1-Ce)ankin).amiHo, (Ci-
Ce)ankincynbdoHin, amiHocynbgoHin, (Ci-Ce)ankinamiHocynbdoHin, ((C1-Ce)ankin)zamiHocynbgoHin abo (Co-
g)reTepoapun;

B sKill Buwe3ragaHa R ankinbHuil, ankokcunbHUN abo LMKIOANKiNb Ui 3aMiCHUK HeOBOB'SI3KOBO 3aMiLLeHiN OaHUM
abo OiNnbLUOKD KIMbKICTIO 3aMiCHUKIB (0O TPbOX), HE3aNEeXHO BUOpaHUX 3 rpynu, IO MIiCTUTb rarnoreH, uiaHo, kapbokcu,



amiHo, HiTpo, rigpoken, (Ci-Ce)arkin, rigpokeun(Ci-Ce)ankin, (C+-Ce)arkoken, (Ci-Cs)ankinTio, AudpropmeTnn,
TpudTopmeTUn, gudtopmeTtoken, TpudropmeTtokeu, (C1-Ce)aumn, (Ce-Cro)apun, (Ci-Ce)auunamino, (C1-Ce)aumnokcm,
(C1-Cs)ankinamiHo, ((C+-Ce)ankin)zamiHo, (C1-Ce)ankincynbdoHin, amiHocynbdoHin, (C+-Ce)ankinamiHocynedoHin, ((Ci-
Ce)ankin).amiHocynboHin abo (C2-Co)reTepoapurn;

B AKIN KOXKHUIA R2, R%i R NpeAacTaBnsoTb HE3ANEXHO OAMH Bif O4HOIO BOAEHb, MOpoOKCK, ranoreH, LiaHo, kapbokeu,
HiTpO, amiHo, (C1-Ce)ankinamiHo, ((C+-Ce)ankin).amiHo, rigpokcnamiHo, (C1-Ce)ankin, rigpokeun(C+-Ce)ankin abo rpyny
dopmynu:

Q
gkNiLRm

B SIKi R TaKVII/I AK 3a3Ha4YeHo BuULLE;

abo R?i R MOXyTb 6yTV B3ATI pa3om 3 aTOMOM ByrfeLto, 4O SKOro BOHW MpUEAHaHI i YTBOptOBaTW KapOOHInbHY
rpyny a6o R? i R® MoxyTb Gy B3sTi pasom 3 aToMOM BYITieLl0 A0 SIKOTO BOHM MpuUeAHaHi i yreoptoBaTn (Ca-
C7)umknoankinbHe Kinbue;

abo korm m pgopieHioe 1, n gopiBHioe 1, 0 gopisHioe 1 i p gopiBHioe 0, A R? MOXYTb OyT1 B3ATi pa3om i yrBoptoBatu

rpyny dopmMynu:

A1 s
e

| R
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B AKill NYHKTUPHA NiHin HeobOB'A3KOBO NpeacTaBnsie NoABiiHANA 3B'30K i q, A, B R', R3 i R* Taki, sik 3a3HaueHo
BULLE, | KON NOABINHWUIA 3B’A30K NPUCYTHI NPWU aTOMi BYrneLo 40 SKOro NpueaHaHuii R ,Topi R® BI,ElcyTHIVI

abo konn m gopieHioe 1, n gopieHioe 1, o gopieHoe 1 and p gopieHioe 0, A and R? y34Ti pasom i R%i -R ]q -R’ y34aTi
pa3om YTBOPIOOTL rpyny cpopmynm

§3%

R® HacuueHa abo HeHacuueHa UMKNiYHa cucTema abo OiuukniyHKMN(C3-C7)reTepouukn, Wo MiCTUTb BI}J, oAHoro ,u,o
YOTUPbOX reTepoaToMiB, HE3ANEXHO BMOPaHMX 3 TPyNu, WO MICTUTb aTOM KUCHIO, CipKKU, a3oTy i rpyny NR®, B siint R®
TaKUN, sIK 3a3HayeHo BuLUe, B SIKiM reTepouykniyHa rpyna HeoGOB'SI3KOBO 3aMillgHa ogHum abo 6IJ‘IbUJOIO KirnbKicTio
3aMiCHUKIB (0O TPbOX), HE3ANEXHO BUOGPaHMX 3 rpynu, Lo MICTUTL ranoreH, wiaHo, kapbokcu, amiHo, HiTpo, rigpokeu, (Ci-
Ce)ankin, (Ci-Cs)ankoken, (Cs-Cr)umkrnoarkin, rigpoken(C1-Ce)ankin, (Ci-Cs)arkokcu, gudropmeTun, TpudropmeTun,
andtopmeToken, TpudtopmeToken, (C1-Ce)aumun, (Ci-Ce)aumnamiHo, (Ci-Ce)aumnokeu, (Ci-Ce)ankinamiHo, ((Ci-
Ce)ankin)2amiHo, (Cs-Ces)ankin-MH-(CO )-, ((C1-Ce)ankin)2-N-(CO )-, amiHocynbgoHin, (C+-Ce)ankinamiHocynbdoHin,
abo HacuyeHa abo HeHacnyeHa UMKMiYHa cuctema abo 6|L|,M|<n|qHMM(Cs-C7)reTepouv|Kn WO MiCTUTb BIA ,0AHoro nig
YOTUPbOX reTepoaToMiB, HE3ANEXHO BMOPaHMX 3 TPyNu, WO MICTUTb aTOM KUCHIO, CipKKU, a3oTy i rpyny NR®, B siint R®
TaKWUN, SIK 3a3HAYEHO BULLE;

B SKIN reTepouMKIiYHUIN 3aMiCHVK Y BuULLe3ragaHin R® HacuueHa abo HeHacuueHa uMKniyHa cuctema abo
GiuvkniyHmMA(C3-C7)reTepoumkn, HeobOB'A3KOBO 3aMilleHWM ogHMM abo GinbLIOK KiMbKICTIO 3aMicHUKIB (0O TpbOX),
He3anexHo BMOpaHuMX 3 rpynu, Lo MiCTUTb ranoreH, LiaHo, kapbokcu, amiHo, HiTpo, riapokcu, (C1-Ce)ankin, rigpokcu(Cq-
Ce)ankin, (C+-Cs)ankokcn, (C1-Ce)ankintio, andropmeTtvun, Tpudropmetnn, audropMmeTokcu, Tpudropmetoken, (Ci-
Cs)aumn, (Ce-Cio)apun, (C+-Ce)aumnamiHo, (C1-Cs)aumnoken, (Ci-Ce)ankinamiHo, ((C1-Ce)ankin)2amivo, (Ci-
Ces)ankincynbdoHin, amiHocynbdoHin, (C+-Ce)ankinamiHocynbdoHin, ((Ci-Ce)ankin)zamiHocynbdoHin abo (Cz-
Co)reTepoapur;

B SIKiA arkin, ankokcun abo uuknoarkin y BulliesragaHin R® Hacnuena abo HeHacMueHa UMKniyHa cmuctema abo
GiupkniyHwMi(Cs-Cr)reTepoumkn, HeoOOB'A3KOBO 3aMilleHWMi OAHMM abo OinbLUOK KiMbKICTIO 3aMicHWKIB (00 TpbOX),
He3anexHo BMOpaHMX 3 rpyrnu, Lo BKIIOYAE ranoreH, LiaHo, kapbokan, aMiHo, HiTpo, rigpokcu, (C1-Ce)ankin, rigpokcu(Cq-
Ce)ankin, (Ci-Ce)ankokeu, (C1-Ce)ankinTio, andropmeTtnn, Tpudropmetnn, andgpropmeTokcun, TpudtopmeTokeu, (Cq-
Ce)aumn, (Ce-Cro)apun, (Ci-Ce)aumnamiHo, (Ci-Ce)aummnoken, (Ci-Ce)ankinamiHo, ((Ci-Ce)ankin)amiHo, (Cs-
Ces)ankincynbdoHin, amiHocynbdoHin, (C+-Ce)ankinamiHocynbdoHin, ((Ci-Ce)ankin)2amiHocynbdoHin abo (Co-
Co)reTepoapur;

abo BuLle3ragaHa R® HacuueHa abo HeHacuueHa umkniyHa cucrtema abo GiumkniuyHuin(Cs-Cr)reTepouukn,
HeoOOB'I3KOBO 3aMilLiEHi rpyroto hopmynu:

0

-

B siiit R'® Takuii sik 3a3HaueHo euwe; a6o R® rpyna dopmynu



RS Rr®

RM

B SIKill KOXKHWUIA 3aMiCHMK R”, R12, R13, R™j R15, He3anexHo BUbMpatoTb 3 rpynu, WO MiCTUTb BOAEHb, ranoreH, uiaHo,
kapbokcu, amiHo, HiTpo, rigpokcu, (Ci-Ce)ankin (Ci-Ce)arnkokeun, (Cs-Cr)umknoarnkin, rigpokeu(Cq-Ce)ankin, (Ci-
Ce)ankokcu, audropmeTun, TpudtopmeTnn, gugropmeTtoken, TpudgtopmeTtoken, (C1-Ce)auun, (C1-Ce)aumnamido, (C+-
Ce)anton(C=0)-NH-(C=0)-, (Ce-C10)apun(C=0)-NH-(C=0)-, (C1-Ce)aumnokcu, (C1-Ce)arkinamiHo, ((C1-Ce)arkin)zamiHo,
(C1-Ce)ankin-NH-(C=0)-, ((C1-Ce)ankin)2-1-(C=0)-, aMiHocynb goHin, (C1-Ce)ankinamiHocynb GoHin, ((Cs-
Ce)ankinamiHocynbdoHin abo HacnyeHy abo HeHacuyeHy UMKNiYHY cucteMmy abo GiuukniyHui(Cs-Cr)reTepouukn, wWwo
MiCTUTb Blp, OJIHOTO [0 HOTUPLOX reTepoaTomis, He3anexHo BUGPaHNX 3 PYNK, IO MICTUTL aTOM KUCHIO, CipkU, @30Ty |
rpyny NR®, B sikiit R® Takuii, sik 3a3HaueHo BuLLE, i B sl BULE3rafaHa reTepoLvKIivHa rpyna HeoGoB'SI3KOBO 3aMmilleHa
oaHVM a6o GinbLUOO KINBKICTIO 3aMmicHWKIB (40 TPbOX), He3arexHo BMOpaHUX 3 rpynu, LIO MICTUTb ranoreH, uiaHo,
kapbokcu, amiHo, HiTpo, rigpokey, (C1-Ce)ankin, rigpokev(C1-Ce)arkin, (C1-Ce)ankokcu, (C1-Ce)ankinTio, andropmeTnn,
TpudTopmeTun, gudtopmeTtoken, TpudgropmeTtokeu, (C1-Ce)aumn, (Ce-Cro)apun, (Ci-Ce)auunamino, (C1-Ce)aumnokcm,
(C1-Cs)ankinamiHo, ((C+-Ce)ankin)amiHo, (C1-Ce)ankincynbdoHin, amiHocynbdoHin, (C+-Ce)ankinamiHocynsdoHin, ((Ci-
Ce)aJ'IKIJ'I)zaM IHoch'Ib(bOHIJ'I abo (C2-Co)reTepoapun;

a6o R" R R" R'iR"® HesanexHo ogmH Big ogHoro rpyna copmynu:

B AKi R Takui, sk 3a3Ha4YeHO BULLE;

B SIKil ankinbHa, ankokcunbHa abo LuknoankinbHa rpynu BuLLe3ragaHux rpyn R”, R12, R13, R R15, HeoboB'A3K0BO
3amileHi ogHMM abo GinbLUOK KiNbKICTIO 3aMiCHUKIB (OO TPbOX) He3anexXHO BMOpaHUX 3 ranoreHy, uiaHo, kapbokcu,
amiHo, HiTpo, rigpoken, (C1-Ce)ankiny, rigpokeun(C1-Ce)ankiny, (Ci-Ce)ankokan, (Ci-Ce)arkinTio, audpropmetuny,
Tpudpropmetnny, aundropmeToken, Tpudtopmetoken, (Ci-Ce)aumny, (Ce-Cio)apuny, (Ci-Ce)aumnaminy, (Ci-
Ce)auunokcn,  (Cq-Ce)arkinamivy,  ((C1-Ce)ankin)aminy,  (C+-Ce)ankincynbdoHiny, amiHocynbdoHiny, (Ci-
Ce) aJ'IKIJ'IaMIHO nbcbomny, ((C4-Ce)ank!n).amiHocynbpoHiny abo (Co-Co)reTepoapuny;

a6o R"i R™ moxyTb Gy B3siTi pa3om 3 aTOMOM BYrMeL0 [0 SIKOTO BOHU MPUEQHAHI | YTBOPIOBATY rPYMY hOPMYIi:

Rﬁ
| - G"\--.]
| |
R'Is = L;}K)u
R‘Id

B AKin u, G, J, K i L Taki, Ik 3a3Ha4eHOo BULLE;
R6 R”i R® koxHui HesanexkHo BOLEHb, ranoreH, LiaHo, kapbokcu, amiHo, HiTpo, rigpokan, (C1-Ce)ankin, rigpokcun(C1-
Ce)aJ'IKIJ'I (C1-Ce)arkokeu, (C1-Ce)ankinTio, AudropmeTnn, TpudtopmeTnn, avcropmeToken, TpudropmeTtoken, (Ci-
Cs)auun, (Ce-Cio)apun, (Ci-Cs)aumnamino, (Ci-Cs)aumnoken, (Ci-Ce)arnkinamiHo, ((Ci-Ce)ankin)zamiHo, (Ci-
Ce)ankincynbdoHin, amiHocynbdoHin, (Ci-Ce)arnkinamiHocynbdoHin, ((Ci-Cs)ankin)zaminocynsdoHin abo  (Co-
Co)retepoa i,
a6o R’ i R® MoxyTb 6yTn B3sTi pasom 3 aTOMOM ByITeL|0 [0 SKOrO BOHW MPUEAHaHI i YTBOPIOBATU KOHAEHCOBaHE
GiuvkniyHe Kinbu,e dopmynu:

B SIKOMY NYHKTUPHa NiHis Heo6OB'A3KOBO NOABIMHWI 3B'A30K; i

M, P, Q i T KOXHWIA HE3aneXHO OOMH Bif OLHOIO KUCEHb, a30T abo rpyna Ccr" , B AKiN R" npeacraensie coboto
BoAeHb abo (C1-Ce)ankin;

npyv ymoBi, WO KoM M AopiBHIOE 1; n gopiBHIoe 1; o gopisHioe 1; p gopisHioe 0; q aopieHioe O; r gopisHioe 0; A
npep,CTaBne coboto kiceHb, B npeacraene 006010 NH;

R?iR® 5IPEACTaBNSA0TH co6oto BoaeHs; R' € deHinom, 3amilleHMM MeTUroM, MeTokcu, Xnopom abo dtopom; E €
kucHem i R® € heHinom, HeobOB'A3KOBO 3amilLeHVM oaHVM abo ABOMa aTomMamu cpTopy abo xnopy; Togj R' nosuHeH,
npuHanMHI, 6yt AMsamilleHMM 3aMiCHUKOM, iHLUMM HXK MeTun, MeTokcn abo ranoren;

npu ymMoBi, Wo Konu t AopiBHIOE ogHOMY, ToAi cnonyka dopmynu | € uiTeprnoHHMM N-okcnaom,

npu ymosi, Wwo asa G, J, Ki L y cycigHix no3uuigax He MoXyTb ByTU KUCHAMMU; i

npw YMOBI, WO KOMM MyHKTMpHa niHia y dopmyni | npeacraense coboto noasiiHMIA 3B'A30K, p AopiBHIOE O i R®
BiICYTHIlA.



TepmiH "ankin®, WO BUKOPUCTOBYETLCA TYT, NPUHAaMMHI, SKLIO He BKa3aHo iHLe, 03Ha4Ya€e HaCUYeHn ogHOBaNeHTHUN
rigpOByrIeLeBMii pagvkarn, LWo Mae HepoaranyxeHy, posranykeHy abo umknivyHy 6 yaoBy abo ix komGiHaLito.

TepMiH "ankoken", WO BUKOPUCTOBYETLCA TYT, 03HaYae O-ankinbHy rpyny, B AKin "ankin" Takui, 9K 3asHa4eHo BuLLe.

TepmiH "apun", WO BMKOPUCTOBYETLCA TYyT, NPUHAWMHI, SIKWO HEe BKa3aHO iHLUe, O3Ha4ae OpraHiyHWM pagukan,
noxigHe BiJ4 apoMaTU4YHOTO FApPOBYIMELEBOro NoXiAHOro, 3aMilleHOro OAHUMK BOOHAMMW, TakunM sk, deHin abo Hadin,
HeobOB'A3KOBO 3amilieHni Big 1 o 3 3amicHuKiB BUBpaHWx 3 rpynu, WO MictuTb ¢Top, xmop, Tpudropmetun, (Ci-
Ce)ankokcu, (Ce-C1o)apunokcu, TpudropmeToken, andropmeTtoken i (C1-Ce)ankin.

TepMmiH "HeHacuyeHa abo HacmueHa uKIivyHa cuctema abo OiuuknivyHuin(Cs-C7)reTepoumkn,

IO MIiCTUTb Bid OQHOIO A0 YOTUPLOX reTepOoaToMiB, HE3ANEXHO BUOPAHMX 3 TPYMU, O MIiCTUTb aTOM KUCHIO, CipKH,
asoTyi rpynyNRg, B siKiit R® Takuii, sik 3a3HaueHo BULLE", L0 BUKOPUCTOBYETLCA TyT, NPUHANMHI, SIKLLO HEe BKa3aHo iHLue,
O3Havae ane He obMexyeTbCcsl MiponiguHin, TeTparigpodypaHin, aurigpodypaHin, TteTparigponipaHin, nipaHin,
TionipaHin, asupiguHin, okcupaHin, MeTuneHgiokcun, XpoOMeHin, isokcasoniguHin, 1,3-okcasonignH-3-in, izoTiazoniganHin,
1,3-TiazonignH-3-in, 1,2-nipasonignH-2-in, 1,3-nipasonignH-1-in, ninepnguHin, TiomopdoniHin, 1,2-TeTparigpoTia3nH-2-in,
1,3-TeTparigpoTiasuH-3-in, TeTparigpoTiagiasuHin, mopdoniHin, 1,2-tetparigpogiasuH-2-in, 1,3-TeTparigpogiasuH-1-in,
TeTparigpoaseniHin, ninepasunHin, xpoMaHin, dypun, TieHin, Tiazonin, nipasonin, i3oTiaszonin, okca3onin, i3okcasonin,
niponin, Tpiasonin, TeTpasonin, imigasonin, 1,3,5-okcagiasonin, 1,2,4-okcagiasonin, 1,2,3-okcagiasonin, 1,3,5-
Tiagiasonin, 1,2,4-tiagiasonin, 1,2,3-tiagiasonin, nipuaun, nipasvHin, nipygaswdin, 1,2,4-tpiasvHin, 1,2,3-TpiasvHin,
1,3,5-TpiasunHin,  nipasono[3,4-bjnipnauHin,  XiHONiHIN,  NTepuawHin, nNypuHin,  6,7-aurigpo-5H-[1]nipuHanHIn,
6eH3o[blriodeHin, 5,6,7,8-TeTparigpoxiHoniH-34n, GeH3okcasonin, GeH3oTiasonin, GeH3oTiagiasonin, GeH3oTnasonin,
OeH3sizokcasonin, 6eHsimigasonin, TiaHadTeHin, isoTiaHadTeHIn, 6eH30dypaHin, i3o6eH3odypaHrin, i3oiHgonin, iHAonin,
iHOOMI3WHIN, iHAa3onin, i3oxuHonin, XiHomin, dTanasuHin, XiHOKcaniHin, XxiHa3oniHin i 6eH3okcaswHin. NepeBaxHo,
reTepouUurKniyHi cuctemu - dpypaHin, TieHin, Tiasonin, okcasonin, isokcasonin, 1,2,3-Tiagiazonin, nipyuann, 6eH3okcasonin
abo iHgonin.

TepmiH "aumn”, WO BUKOPUCTOBYETLCS TYT, MPUHANMHI, SKLLIO HE BKa3aHO iHWe, 03Havae pagukan dopmynn RCO, B
skomy R npeacrasnsae coboto ankin, ankokeu, apun, apunarnkin abo apunarnkinokey i Tfepminm "ankin" abo "apun" taki, gk
3a3HayYeHo BULLE.

TepmiH "aumrnoken", WO BMKOPUCTOBYETbCA TyT, 03Hadae O-auunbHy rpyny, B AKin "aumn" Takun, siK 3a3HaYeHo
BULLE.

Cnonyku dopmynu | MOXyTe MaTuM XipanbHi LEHTPU i MOXYTb iCHyBaTU B pi3HOMaHiTHUX cdopmax. Llen BuHaxig
CTOCYETbCS BCiX ONTUYHUX i30MepiB i cTepeoizoMepis cnonyk copmynu | i ix cymilen.

I'IepeBa>KHMMM cronykamu dopmynu | € cnonykn B sikMxm ,D,OpIBHIOC 1; n gopiBHtoe 1; 0 AOpiBHIOE 1; p AOpIBHIOE 0
q popieHioe 0; r gopieHioe 0; A € kucHem aGo asoToMm; B € NH; R? npeacrasnsie coboto BoaeHs abo (C1 Ce)ankin; R®
npeacTtaensie cobor BOAEHb; R’ npeactaensie coboto (Ce-C1o)apun, (Cs-C7)umknoankin abo HeHacmyeHy abo HacMyeHy
uuKniyHy cuctemy abo BiumknivyHnin(Cs-C7)reTepouuykn, Wo MicTUTb BI,D, OAHOro OO0 YOTMPLOX reTepoaToMiB, HE3ANEXHO
BMOPaHUX 3 rpynu, WO MIiCTUTb aTOM KWUCHIO, Cipku, a3oTy i rpyny NR®, B sikit R® BogeHs abo (C4-Ce)ankin, B skin apwvn,
uMKnoankin i rerepouukniyHa rpyna, Heo6oB's13K0BO 3aMiLLEHi ranoreHOM, (C1-Ce)ankinom, (C+-Ce)ankokeu, rigpokcun(C1-
Ce)aJ'IKiJ'IOM amiHo, (C1-Ce)ankinamiHom, ((C1-Ce)ankin)zamiHo abo rigpokcun(C+-Ce)arkinamiHo; E npepacraensie co6oto
kuceHb i R® rpyna copmynu:

R11
R12

n1s R™
R™

a6o R® HeHacuueHna abo HacuueHa LMKniuHa cuctema abo. OiumknlyHnn(Cs-Cr)reTepoumkn, Wo MicTUTb Bl,q op,Horo
[0 YOTUPLOX rETEPOATOMIB, HE3amNEKHO BUGPAHNX 3 FPYNN, LLO MICTUTL aToM KUCHIO, Gipku, a3oTy i rpyny NR®, B sikiin R®
BoAeHb abo (C+-Ce)ankin.

Binbw nepeBaxHo cnonykn opmMynu | Le Conyku B SKMX R' HeoBOB'SI3KOBO 3aMiLLEHWil (Ce-Cm)apmn i B AKNX
BYILLIE3raaHNii 3amicHyK npeacTasnse 0060t rigpokon(C1-Ce)arnkin a60 B AKX NPUHaiiMHI OBUH 3 R" R R™ R" a6o
R™ npepncrasnsie co6olo ranoreH a6o B sikux R™ i R™ y3aTi pazom yrBopioloTh KoHAeHCOBaHY 6|uvu<n|qHy CVICTeMy B SKi
u gopiBHIoe HyMo, G i L € kucHamMu i J npeactaense cotoro CHo;

IHLMMW NepeBaKHMMM cnonykammn opMynm I € crnonyku B sknx m gopieHioe 0: n gopieHioe 0; o gopisHioe 3; p
popisHioe 0; q gopisnioe 0; r gopierioe 0; R? i R € BogHsimu, R' npeactaensie co6oio (Ce-Cio)apun, HEOBOB'S3K0BO
3amiweHuin ranoreHom, (Ci-Ce)ankinom, (Ci-Cs)ankokeu, rigpokcu(C1-Ce)arkinom, amiHo, (Ci-Ce)arkinamivo, ((Ci-
Ce)ank!n).amiHo a6o rigpokcun(C+-Ce)arnkinamiHo, E npeacraBnse coboto KMceHsb i R® rpyna copmynu:

R'H
s R

Rts R13

RY
14 abo R® HeHacuueHa abo HacuueHa uuknivyHa cuctema abo 6GiuvkniuHnin(Cs-C7)reTepouykn, WO MiCTUTL BI,D,
O[JHOTO 10 YOTUPLOX FETEPOATOMIB, HE3ANEXKHO BUGPAHUX 3 TPYNU, LLO MICTUTL aTOM KUCHIO, Gipku, a3oTy i pyny NR®, B
skinn R® BogeHb a6o (C1-Ce)ankin.
[HWMMK nepeBaXHUMU cnionykamu copmynu | € CFIOJ'IyKI/I B $IKMX m /J,OplBHroe 1: n popisHioe 0; 0 JOpiBHIOE 2; p
popisHioe 0; q popiBHioe O; r gopiBHioe 0; A € KUCHeEM; R? i R® ¢ BogHsmu, R’ npepactaensie cobot (Ce-Cio)apun,



HeoboB'I3KOBO  3amilieHwi ranoreHoMm, (Ci-Ce)ankinom, (Ci-Ce)ankokeu, rigpokev(Ci-Ce)ankinom, amiHo, (Ci-
Ce)ankinamiHo, ((C1-Cs)ankin).amiHo abo rigpoken(C1-Ce)arkinamiHo, E npepcraBnsie cobor KMCEHb i R® rpyna

dopmynu:
R

a6o R® HeHacuueHa abo HacnueHa umMKniyHa cmuctema abo GiumkniyHuiA(Cs-Cr)reTepouukn, WO MiCTUTb BI,EL o,quro
[0 YOTUPBLOX reTepoaToMmiB, He3aneXxHo BUOpaHNX 3 rpynu, WO MICTUTb aToM KUCHIO, CipKK, a3oTy i rpyny NR?®, B sikiit R®
BodeHb abo (C1-Ce)ankin.

[HIWMMKN NepeBaXHUMM CrionyKamu cboplvlynm | € cnonykn B SKMX m }J,OpIBHlOS 0; n ,u,opleroe 0; o popiBHioe 1; p
popisHioe 1; q AopisHioe 1; r gopisHioe 0; R? i R® € BogHsimu; D € kuchem; R* € Bogrem; R' npeacraensie coGoto (Ce-
C1o)apun, Heob0B'I3k0BO 3amilleHuin ranoreHom, (C1-Ce)ankinom, (C+-Ce)ankokan, rigpokcn(C1-Ce)ankinom, amiHo, (C1-
Ce)ankinamiHo, ((Ci-Ce)ankin)amiHo aGo riapokcu(Ci-Ce)arkinamiHo, E npepcTaBnsie cobok kuceHb i R° rpyna-
dopmynu:

R
R'?

R15 Ru

-
&

R

a6o R® HeHacuueHa abo HacnuyeHa uukrivyHa cuctema abo GiumkniyHmiA(Cs-Cr)reTepoumkn, WO MiCTUTb Bif OJHOIO

[0 YOTMPBLOX reTepoaTomiB, He3aneXxHo BUOpaHNX 3 rpynu, WO MiCTUTb aToM KUCHIO, CipKK, a3oTy i rpyny NR®, B sikinn R®
BoAeHb abo (C1-Ce)ankin.

[HWMMK nepeBaXHUMW CroNyKamu (bopmynm | € cnonykn B kux m /J,OplBHroe 0:n ,u,opleHroe 0; o popiBHioe 3; p
popisHioe 0; q gopisHioe 0; r /J,OpIBHIOC 0; R? € BogHeM abo riJpOoKCMIpynoto; R® ¢ BogHem; R’ npepactaensie co6oto (Ce-
C1o)apun, Heob0B'I3K0BO 3amilleHunii ranoreHom, (C1-Ce)ankinom, (C1-Ce)ankoken, rigpokcn(C+1-Ce)ankinom, amiHo, (C+-
Ce)ankinamiHo, ((C+-Ce)ankin)amiHo a6o riapokan(Ci-Ce)arkinamiHo, E npepcraensie coboto kuceHs i R° rpyna
dopmynu:

R11
RIZ

R15 R“
R

a6o R® HeHacuueHa a6o HacMueHa LMKMiYHa cuctema abo GiyuknivyHKn(C3-C7)reTepouukn, WO MicTUTb BI,EI, o,u,Horo
[0 YOTMPBLOX reTepoaTomiB, He3aneXxXHo BUOpaHNX 3 rpyrnu, Lo MiCTUTb aToM KUCHIO, CipKK, a3oTy i rpyny NR?, B sikin R®
BoAeHb abo (C+-Ce)ankin.

[HWMMK nepeBaxXHUMK cnionykamu copmynu | e cnonykm B AKX M JopiBHIOE 1; n ,u.opleroe 0; o popisHioe 1; p
popisHioe 1; q gopisHioe 0; r gopiBHoe 0; A € KNCHeM; RZiR%¢ BoaHAMU; D € KnucHem; R npeactaense coboto (Ce-
C1o)apun, Heob0B'13K0BO 3amilLeHui ranoreHom, (C+-Ce)ankinom, (C+-Ce)ankokeu, rigpokcmn(C1-Ce)ankinom, amiHo, (C1-
Ce)ankinamiHo, ((C1-Ces)ankin).amiHo abo rigpoken(C1-Ce)arkinamiHo, E npepcraBnsie cobor KMCEHb i R® rpyna
dopmynu:

ry

RH
R‘IZ
thRﬁ
R“
5

abo R® HeHacuuyeHa abo HacumuyeHa UMkniyHa cucteMma abo BiumkniyHun(C3-Cr)reTepouukn, Wo MiCTUTb Bif OOHOTO
[0 YOTMPBLOX reTepoaToMiB, He3aneXxHo BUOpaHUX 3 PYNK, WO MICTUTb aTOM KUCHIO, GipKK, a3oTy i rpyny NR?, B sikit R®
BoAeHb abo (C1-Ce)ankin.

IHWMMK nepeBakHNMM criorykamm dopmynu | € cnonykn B SKKX m p,og)lsmoe 1;n ,CI,OE)iBH}OG 1; o popiBHIoE 1; p
popisHioe 0; g popisHioe O; r gopiBHioe 0; A € kKnucHem; B € kKucHewm; RZiR%¢ BogHaMu; R' npeactaense coboto (Ce-
C1o)apun, Heob0B'I3K0BO 3amiweHunii ranoreHom, (C1-Ce)ankinom, (C1-Ce)ankokan, rigpokcn(C1-Ce)ankinom, amiHo, (C+-
Ce)ankinamiHo, ((C+-Cs)ankin).amiHo abo rigpoken(C1-Ce)arnkinamiHo, E npepcraBnsie cobor KMCEHb i R® rpyna
dopmynu:



14

a6o R° HeHacuueHa abo HaonueHa uuknivyHa cuctema abo GiumknivHmiA(Cs-Cr)reTepoumkn, Wo MiCTUTb Bif OJHOrO
[0 YOTMPBOX reTepoaTomiB, He3aneXxHo BUOpaHNX 3 rpynu, Lo MiCTUTb aToM KUCHIO, CipKK, a3oTy i rpyny NRg, B akin R®
BoAeHb abo (C1-Ce)ankin.

[HWMMUK NepeBaXXHUMK cnonykamu copmynu | € cnonyku B SKMX m AopiBHIOE 1; n gopisHioe 1; o gopieHioe 0; p
popieHioe 1; q popieHioe O; r gopisHioe 0; A € kucHem; B € NH; D npeacraensie coboto rpyny NRS, B akin R8¢ BOOHEM
a6o (C+-Ce)arkinom; R’ npeactaensie cobow (Ce-C1o)apun, Heo6oB'sI3koBO 3amilLeHnin ranoreHom, (C1-Ce)ankinom, (Ci-
Ce)ankokcu, rigpoken(C1-Ce)ankinom, amiHo, (C1-Ce)ankinamino, ((C1-Ce)arkin).amiHo abo rigpokcn(Cq-Cs)ankinamiHo, E
npeactaense coboto kuceHsb | R” rpyna dopmynu:

R11
R\Z

RS Pa

R™

a6o R® HeHacuueHa abo HacMueHa umMKniyHa cuctema abo GiuvkniyHuiA(Cs-C7)reTepouukn, WO MiCTUTb Big OOHOMO
[0 YOTUPBLOX reTepoaTomiB, He3aneXxHo BUOpaHNX 3 rpynu, WO MiCTUTb aToM KUCHIO, CipKK, a3oTy i rpyny NR®, B sikinn R®
BodeHb abo (C+-Ce)ankin.

[HWMMK nepeBaxXHUMKU crionykamu dopMynu | € cnonykn B skux m gopisHioe 0; n gopiBHIOE 1; 0 AoOpiBHIOE 1; p
popisHioe 0; q fopieHioe 1; r popisHioe 0; R? i R® y3aTi pasom yrBoptowoTs kapGoHinkHy rpyny; R* € BogHem; R'
npeacrtasnsie coboto (Ce-C1o)apun, He0bOB'A3KOBO 3aMmilleHui ranoreHom, (C1-Ce)ankinom, (C+-Ce)ankoken, rigpokcu(C1-
Cs)ankinom, amiHo, (C+-Cs)ankinamiHo, ((C1-Ce)ankin)ramiHo abo rigpokcmn(Ci-Ce)ankinamiHo, E npeactaensie coboto
kuceHb i R® rpyna cgopmynu:

R1‘I
Rﬁ.’

RS R
RM

a6o R® HeHacuueHa aBo HacnueHa umkniyHa cuctema atbo GiuvkniyHuiA(Cs-C7)reTepouukn, WO MiCTUTb Big OOHOMO
[0 YOTMPBLOX reTepoaToMmiB, He3aneXxXHO BUOPaHNX 3 rpynu, Lo MiCTUTb aToM KUCHIO, CipKU, a30Ty i rpyny NRg, B akin R®
BoAeHb abo (C+-Ce)ankin.

[HWMMK NepeBaXHUMK CnonyKaMmu cpopmzynm | € cnonykn B Akux m gopisHoe 1; n gopiBHOE 1; 0 AopiBHIOE 1; p
popieHioe 0; g gopisHioe 0; r gopisHioe 0; Ai R y3aTi pasom yTBOPIOKOTL rpyny opmynu:

B ki A npepactaensie coboto asoT; B € NH; R’ npeactaense coboto (Ce-Cio)apun, HeOBOB'I3KOBO 3aMilLeHUI
ranoreHom, (C1-Ceg)ankinom, (C+-Ce)ankokeu, rigpokcun(Cq-Ce)ankinom, amiHo, (Ci-Ce)arnkinamino, ((CCes)ankin).amiHo
abo rigpokcn(C1-Ce)arkinamivo, E npeacraBnsie coGoto koeHs i R° rpyna copmynu:

R‘l‘l
R12

R15 R13
R‘l‘

a6o R® HeHacuueHa abo HacnueHa umkniyHa cuctema atbo GiumkniyHuiA(Cs-C7)reTepouukn, WO MiCTUTb Big OOHOMO
[0 YOTUPBLOX reTepoaToMmiB, He3aneXxXHO BUOPaHNX 3 rpynu, Lo MiCTUTb aToM KUCHIO, CipKU1, a30Ty i rpyny NRg, B akin R®
BoAeHb abo (C1-Ce)ankin.

IHWMMK nepeBaxHUMK cnonykamu dopmynu | € cnonykmn B skux m gopisHioe 0; n gopisHioe 0; o gopiBHioe 1; pp
popieHioe 0; q gopisHioe 2; r AopieHioe 0; R’ € BoaHeM a6o rigpokcurpynoto; R” € BogHem; R” HesanexHo € BogHem abo
rinpokevrpynoto; R’ npeactaensie coboto (Ce-Cro)apun, HeoBoB'I3koBO 3amilleHuii ranoreHoM, (Cq-Ce)ankinom, (Ci-



Cs)ankokcu, rigpokev(C+-Ce)ankinom, amiHo, (C1-Ce)ankinamino, ((C1-Ces)arnkin).amino abo rigpokcn(C+-Ce)ankinamivo; E
npecTaensie co6oto knuceHs i R° rpyna dopmynu:

R“

R' R™
R™

a6o R® HeHacuueHa a6o HacMueHa LMKMiYHa cuctema abo GiyurknivHKn(C3-C7)reTepouukn, WO MICTUTb BiJ OOHOMO
[0 YOTMPBLOX reTepoaTomiB, He3aneXxXHo BUOpaHNX 3 rpyrnu, Lo MiCTUTb aToM KUCHIO, CipKU, a3oTy i rpyny NRg, B akin R®
BoAeHb abo (C1-Ce)ankin.

[HWMMK NepeBaxXHUMYK crioniykamn opMynu | € cnonykn B-AkMx m gopieHioe 1; n gopieHioe 1; o gopieHioe 1, 2, 3
abo 4; p popieHioe 0; q gopieHioe 1, 2, abo 3; r gopiBHioe 0; A npeacraensie coboto kuceHb; B npeacraensie coboto
KNCEHb; Rz, R3, RY%iR"e BoAHSAMU; E npeacTtaBnsie cob0to KUCEHD i RS rpyna cpopmynu:

R

a6o R® HeHacuueHa abo HacnueHa uukrivyHa cuctema abo GiumkniyHmiA(Cs-Cr)reTepoumkn, WO MiCTUTb Bif OJHOIO
[0 YOTMPBLOX reTepoaTomiB, He3aneXxHo BUOpaHNX 3 rpynu, WO MiCTUTb aToM KUCHIO, CipKK, a3oTy i rpyny NR®, B sikinn R®
BoAeHb abo (C1-Ce)ankin.

[HWMMKN nepeBaXHUMW CronyKamu cbopMQ/nm | € cnonykn B skMx m gopisHioe 1; n gopisHioe 1; o gopiBHioe 1; p
popisHioe 0; g gopieHioe 0; r gopiBHioe 0; Ai R y3aTi pa3om yTBOPHOHOTE Mpyny qopMynu:

.
\a*e' §

4
R q
B skin A npencTtaBnse cobot asoT; B npeacraBnsie cobol KUCEHb; R’ npeactaense coboto (Ce-Cio)apun,
HeoO0OoB'sI3KOBO  3amilleHui ranoreHom, (C+-Ce)ankinom, (Ci-Ce)ankoken, rigpoken(Ci-Ce)ankinom, amiHo, (Ci-
Ce)ankinamiHo, ((C+1-Cs)ankin)2amiHo abo rigpokcn(Cq-Ce)ankinamiHo; E npeactaBnse coboto KuceHb i R® rpyna
dopmynu:

RH

R‘l

14

a6o R® HeHacnueHa abo HacuueHa uuknivyHa cncrema abo GwmigHnin(Cs-C7)reTepouukn, Wo MiCTUTb Bif OAHOro A0
YOTUPbOX reTepoaTomiB, HE3aNEXHO BMOpPaHMX 3 rpynu, WO MICTUTb aTOM KUCHIO, CipKKU, a3oTy i rpyny NR?, B skiit R®
BoAeHb abo (C1-Ce)ankin.

iHLWMMUW NnepeBaXXHUMK Criofykamu d)OpM%/J'IVI | € cnonyku B aknx m gopisHioe 1; n gopisHioe 1; o gopisHioe 1; p
popisHioe 0; g gopieHioe 0; r gopiBHioe 0; Ai R y3aTi pa3om yTBOPHOKOTE Mpyny qopMynu:

A
\(}'\B'R1

4
R q
B Ak A npeacraensie cobow kuceHb; B npepcrtaBnsie cobol KMCEHb; R’ npeacraensie coboto (Ce-C-10)apun,
HeoboB'sI3koBO  3amilleHui ranoreHom, (C+-Ce)ankinom, (Ci-Ce)ankoken, rigpoken(Ci-Ce)ankinom, amiHo, (Ci-
Ce)ankinamiHo, ((C1-Ce)ankin)amivo aGo rigpokan(Ci-Ce)arkinamiHo; E npeactaensie co6olo kuoeHs i R° rpyna

dopmynu:



R‘H
RTZ

R15 R‘J

R

a6o R® HeHacuueHa a6o HacuueHa umkniyHa cmuctema abo GiumkniyHuiA(Cs-Cr)reTepouukn, WO MiCTUTb Bl,q op,Horo

[0 YOTMPBLOX reTepoaToMiB, He3aneXxXHo BUOPaHNX 3 rPynu, Lo MiCTUTb aTOM KUCHIO, CipKU, @30Ty i rpyny NR?, B sikint R®
BoAeHb abo (C+-Ce)ankin.

[HWMMK NepeBaXHUMK cnionykamu opmMynu 1 € Cnonyku B SKUX m nopnamoe 1; n popiBHtoe 0; o gopisHioe 0; p
popisHioe 0; q gopuamoe 0; r popieHtoe 0; A npeactaBnsie cob60k KNCEHb; R"'%e (Cs-Cm)apvmom abo HeHacu4yeHot abo
Hacu4eHow LUMKNiYHo cucteMoto abo  GiumkniyHmm (Cs-Cr7)reTepoumkiom, Lo MIiCTUTb BI,IJ, OfiHOTO uo YOTUPbLOX
reTepoaTtomiB, He3arnexHo BUOpaHNX 3 rpymnu, L0 MiCTUTb aTOM KUCHIO, Cipku, a3oTy i rpyny NR®, B skiit R® BogeHb a6o
(C1-Ce)ankin, B skih apun abo retepouukniyHa rpyna HeobOB'A3koBO 3amilweHi ranoreHom, (Ci-Ce)ankinom, (Ci-
Ce)ankokcwm, rigpoken(C+-Ce)ankinom, amiHo, (C1-Ce)ankinamiHo, ((C1-Ce)arnkin).amiHo abo rigpokcu(C1-Cs)ankinamiHo; E
npeacrtaensie cobor KUCEHb i RS rpyna copmynu:

R'H

14

12

R

Rw R13

RH
a6o R® HeHacuueHa aBo HacnueHa umKniyHa cmuctema abo GiumkniyHuiA(Cs-Cr)reTepouukn, WO MiCTUTb BI,EL o,quro
[0 YOTUPBLOX reTepoaToMmiB, He3aneXxHo BUOpaHNX 3 rpynu, WO MICTUTb aToM KUCHIO, CipKKU, a3oTy i rpyny NR?®, B sikiit R®
BodeHb abo (C1-Ce)ankin.
[HWMMK nepeBaXxXHUMKU crionykamu opMynu | € COoNykn B SKUX m /J,OpIBHlO(-: 1; n popisHioe 1; O /J,OpIBHlOC 0;p
popisHioe 0; g popiBHioe 1; r gopiBHioe 0; A npeacTasnsie co6oto kuceHs; B € NH; R*e rinpokcn(C1-Ce)arnkinom; R'e (Cu-
Cs)ankinom; E npeacraense coboto KnceHs i R® rpyna dopmynu:

R‘Il

R15 R’

RH

a6o R® HeHacuueHa a6o HacuueHa umkniyHa cmuctema abo GiumkniyHuiA(Cs-Cr)reTepouukn, WO MiCTUTb Bl,q op,Horo
[0 YOTUPLOX FETEPOATOMIB, HE3amNEKHO BUGPAHNX 3 FPYNN, L0 MICTUTL aToM KUCHIO, Gipku, a3oTy i rpyny NR®, B sikiin R®
BoAeHb abo (C+-Ce)ankin.

HanGinbw nepeBaxHMMYK crionykamu opmynu | € HaCTYMHUIA nepenik CNonyK:

N-{4-(1-Figpokcn-1-veTnnetTnn)6eH3un)-2-(3-MmeTmn6eH30(d)isokcason-7-noKCmn)-HikoTMHaMIA;

N-(4-(1-Tigpokcn-1-veTnneTnn)6eH3mnn)-2-(3-okcoiHgaH-5-inokcmn )HikoTMHamig;

2-(3-(1-TigpokcuimiHoeTnn)ceHokcn )-N-(4-(1-rigpoken-1-meTne Tmn)6eH3un)-HikoTHamiz,;

N-(4-(1-Tigpokcn-1-veTnneTnn)6eH3un)-2-(4-0kCOXpOM aH-6-inokev )HIkoTHamiA,;

(£)2-(3-AuetundpeHokcn)-N-(1-rigpokeniHaaH-5-TMe TUN)HIKOTMHaMIA,;
2-(2,3-OvrigpobeHso(1,4)aiokcnmH-6-inokcu )-N-(4-(1-rigpokcu-1-meTmneTmn)oeH3nn)-HikoTMHamig;
N-(4-(1-TFiapokcu-1-vetnnetn)oeH3un)-2-(3-(1-MeTokcMiMeHOMe T )PEHOKCM )-HIKOTUHaMIA,;
N-(2-Xnop6eHann)-2-(4-dpropdeHOKCH)HIKOTUHaMIA;
N-(5-XnopTiodeH-2-inmeTnn)-2-(NipnanH-3-iNnoKCUHIKOTUHaMIA,;
2-(4-dTopdeHoken )-N-[4-(3-rigpokcmazeTnanH-1-in)oeH3nnHiKoTMHaMIZ;
-[4-(1-Tigpokcm-1-meTnneTMn)6eH3nn]-2-(3-HiTpopeHOKCH HIKOTMHaMIA;

—

N-
2-(4-dT1OpdheHokcu)-N-(2-okco-2,3-aurigpo-1H-iHoon-5-inmeTnn)HikoTMHamig;
N-[2-(3-AueTnndeHoken)NipnanH-3-n]-2-[4-(1-rigpoken-1-vetnuneTmn)deHinjauetamia;

Metunosun ectep 3-{3-[4-(1-Tigpokcu-1-metmneTun)éeHannkapbomoin]nipnamH-2-nokcu}o6eH30MHOT KUCNOTH;
2-(4-dTopdheHokcm)-N-[4-(1-rigpokcu-1-meTuneTnn)beH3nnHiKoTMHaMmIa;

2-(4-dToppeHokcu )-N-(1-TiocbeH-2-in eTnn )HiKOTUHaMIA;
N-[2-Xnop-4-(1-riapokcn-1-meTnneTmn)6eH3nn]-2-(3-LiaHodeHoKCU )HIKoTUHamIg;

2-(3-LliaHo-4-dpropdeHokcu )-N-[4-(1-rigpokcu-1-memnetmn)6eH3nnHikoTMHamia;
N-[2-Xnop-4-(1-napoken-1-vetnnetn)oeHann]-2-(3,4-gudropdeHoKM)HIKOTUHaMIA;
(+)-2-(BeHso[1,3]miokcon-5-tokcun )-N-[4-(1-rigpokcme TMn)LMKNoreKCMnMe T HikoTMHamia,;
(-)-2-(3-UiaHo-4-dropdeHokcn)-N-[4-(1-rigpokcre Tnn)umkrnorekcunMme TunHikoTMHamig;
(+)-2-(3-LiaHo-4-dTropcdeHokcm )-N-[4-(1-rigpoKCMe T )UMKIIoreKennMe T HiKoTMHaMIAa;
(+)-2-(2,3-AurinpobeHso[1,4]aiokcuH-6-inoken )-N-[4-(1-rigpokcne Tun)umMkrnoreKeun-meTunJHikoTMHaMmiAa;
(-)-2-(2,3-AurinpobeHso[1,4]giokcnH-6-inoken)-N-[4-(1-rigpokcneTnn)umk norekcnn-mMe TnJHikoTMHami g,
2-(beH3o[1,3]aiokcon-5-inokcn)-N-[4-(1-rigpokcn-1-veTnneTnn )6eH3nn]HikoTMHaMmIg;
2-(beH3so[1,3]aiokcon-5-inokcun)-N-[4-(1-rigpokcn-1-MeTUNe TUN )UMKNOreKCMIM e TUI]-HIKOTUHaMIa;



(3-AuetundpeHokcn)-N-(4-(1-rigpokeeTn)uuknorekcunMe TunHiKoTMHamig; i

(3-LiaHo-4-dropdeHokcn)-N-[2-dTop-4-(1-rigpokev-1-MeTuneTnn)beH3un]-HikoTMHamig,;

-[2-Xnop-4-(1-rigpokcn-1-meTuneTnn)beHsnn]-2-(3-uiaHo-4-bTopdeHOKTM )-HIKOTUHaMIa;

(3-AuetundpeHokcn)-N-[2-xnop-4-(1-riapokcn-1-meTnneTmn)6eH3nnHikoTMHaMIA;

(3-AuetundpeHokcn)-N-[4-(1-rinpokcn-1-mMeTMNeTMN )UMKNoreKeMnMeTUnHikoTMHaMIZ;

(3-AuetundpeHoken)-N-[4-(1-rigpokcn-1-meTneTmn)beH3MnJHIKOTMHaMIa;

(3,4-OndbroppeHokcn)-N-(4-(1-rigpokcn-1-veTmneTmn)oeH3umnHikoTMHamig;

(4-dTopbeHokcn)-N-[4-(1-rigpokcn-1-veTnneTmn)uuknorekcunMe Tun]HikoTMHamig;

(3-LiaHodeHokcn )-N-[4-(1-rigpokcn-1-MeTMne TMn)umnknorekCunMe Tun HikoTMHamig;

-[4-(1Tigpoken-1-metmneTmn)beHsnn}-2-(3-MmeTokecMeHOKC ) HIKOTUHaMIA;

-(3-LliaHodpeHokcun )-N-[4-(1-rigpokev-1-meTuneTun)6eH3nnHikoTMHamig;
N-[4-(1-Tigpokcn-1-veTnne™mn)6eH3nn]-2-(NipnamH-3-noKCcMHIKOTUHaMIA; i
2-(3-AuetnndpeHokcm)-N-[4-(1-rigpokcn-1-meTmne Tmn)0eH3uMHIKoTMHaMIA.
lMpeactaBneHun BuHaxA TakoX CTOCYETbCA papMaLeBTUYHUX KOMMO3ULIM  MNpU3HayYeHUX pAnd  nikyBaHHSA

pecnipaTopHMX 3axXBOPOBaHb, aneprii, peBMaToigHNX 3aXBOPIOBaHb, perynioBaHHA Baru Tina, 3ananbHUX 3axBOpoBaHb i

3axBOpIOBaHb LEHTpanbHOi HEpPBOBOi CUCTEMM, TaKUX SK, acTMa, XPOHiYHi OOCTPYKTUBHI 3axBOpIOBaHHs nereHb,

CMHAPOMY BiKOBMX PeCripaTopHNX 3axBopoBaHb, LWOK, Gibpo3, nereHeBa Hag4YyTNMBICTb, anepriyHi puHITM, HACNIOKOBI

[epmaTtnTu, ncopias, KOHTPOSb Baru, peBMaToiHI apTPUTK, kaxekcist, xsopoba KpoHa, BMpa3KoBi KONiT!, apTPUTHI cTaHu

i iHWi 3ananbHi 3axBoptoBaHHs, Aenpecii, MynbTuiHapkTHi ctaHu i CHIO y ccaBuiB, BKNtoYaoum MOAMHY, WO MiCTATb

CMonyKy 3rigHo NyHKTy 1 abo ii dhapMaLeBTUYHO NPUAHATHY Ciflb, Y KiNlbKOCTi e heKTUBHIN AN Takoro nonepemkeHHs abo

nikyBaHHS i dapmaLeBTUYHO NPUINHATHUIA HOCIN.

MpencraBneHun BuHaxig TakoX CTOCYETbCA CNOCOGIB  MiKyBaHHS pecnipaTOpHUMX 3axBOpHOBaHb, arneprin,
peBMaToigHNX 3axBOpoBaHb, PEryrnioBaHHA Baru Tina, 3ananbHWX 3axXBOPOBaHb i 3aXBOPOBaHb LIeHTpansHOT HEepBOBOT
cUCTeMM, TakKMX sK, acmMa, XPOHiYHi OOCTPYKTVMBHI 3axBOPIOBAHHA mnereHb, CUHOPOMY BIiKOBMX pPeCnipaTtopHUX
3axBOptoBaHb, LWOK, Pibpo3, nereHeBa HaAYyTNUBICTb, anepriYHi PUHITW, HAcnigKOBI AepMaTUTK, Ncopia3, KOHTPOIb Baru,
peBMaToigHi apTpuTK, Kaxekcis, xBopoba KpoHa, BupaskoBi KoniTv, apTpUTHI CTaHW i iHWI 3ananbHi 3axBOPIOBaHHS,
nenpecii, MynbTmiHdapkTHi ctaHm i CHI y ccaBuiB, Lo nonsarae y npM3HadeHHi BALLE3ragaHoMy CCaBLIO CMOMYKKU 3rigHO
nyHkTy 1 abo ii papmaueBTMYHO NPUIHATHOT COMi, Y KiNbKOCTi €heKTUBHIN ANs Takoro MikyBaHHS.

MpeacraBneHun BUMHaxig TakoX CTOCYETbCS (bapMaLEeBTUYHUX KOMMO3ULIA, WO CENEeKTUBHO iHMOWOTL i30€H3MM
PDE4 D, skunin perynioe akTuBauito. i AerpaHynsauito eo3vHodpiny noavHU | BUKOPUCTOBYIOTBCA ANA  MiKyBaHHSA
pecnipaTopHUX 3aXBOPHOBaHb, anepriii, peBMaToiAHMX 3aXBOPOBaHb, PErynioBaHHS Barv Tina, 3ananbH1UX 3aXBOPHOBaHb i
3axBOplOBaHb LEHTpPanbHOI HEepBOBOi CUCTEMM, TaKUX K, acTMa, XPOHiYHi OBCTPYKTUBHI 3axXBOPIOBaHHA nereHb,
CVYHAPOMY BiKOBMX PECTipaTOpHUX 3aXBOPOBaHb, LIOK, Gibpo3, nereHeBa HaQYyTNMBICTb, anepriyHi puHiTK, HACNIOKOBI
noepMaTtnTui, ncopias, KOHTPOSb Bark, peBMaToigHI apTPUTK, Kaxekcia, xeopoba KpoHa, BUpaskosi KONiTH, apTPUTHI CTaHu
i iHWi 3ananbHi 3axBOpOBaHHsA, Aenpecii, MynbTMiHdapkTHi ctaHu | CHIO y ccaBuiB, BkMNoYaoyn MOAUHY, WO BKOYaE
npu3Ha4veHy BuULLE3ragaHoMy ccaButo Ans iHribyBaHHS isoeH3anmy PDE4 D cnonyky a6o ii ¢lapmMaueBTMYHO NPUNHATHY
Cinb, Wwo iHribye isoeH3um PDE4 D, y KinbkocTi, e(peKTUBHIl 48 Takoro NikyBaHHS i dhlapMaLeBTUYHO NPUAHSTHUIA HOCIN.

MpepctaBneHWn BUHAXig TaKoX CTOCYETbCHA CMOCOOIB CENEKTUBHOIO iHrbyBaHHS i3oeH3umy PDE4 D, skuin peryntoe
aKTVBaUilo i AerpaHynsuilo eo3nHodiny NoAMHU | BUKOPUCTOBYIOTLCHA MpU MiKyBaHHI pecnipaTopHUX 3axBOpoBaHb,
aneprin, peBMaToigHNX 3axBOpoBaHb, PeryroBaHHA Baru Tina, 3ananbHUX 3aXBOploBaHb i 3aXBOPIOBaHb LEHTparnbHOl
HEpPBOBOT CUCTEMMU, TaKuUX AK, acTMa, XPOHiYHi OOCTPYKTUBHI 3aXBOPIOBAHHSA NereHb, CUHOPOMY BiKOBUX pecripaTopHUX
3axBOpIOBaHb, LWOK, hibp0o3, nereHeBa HaAYyTNUBICTb, anepriYHi PUHITK, HAcnigKOBI AepMaTuTK, Ncopias, KOHTPOIb Barw,
peBMaToigHi apTpuTh, Kaxekcis, xsopoba KpoHa, BMpaskoBi KOMiTW, apTPUTHI CTaHMW i iHWi 3ananbHi 3axBOplOBaHHSA,
nenpedii, mynbTniHdapkTHi ctaHu i CHIM y ccaBuig, Wo nonsirae y iHribyBaHHi i3oeH3nmy PDE4 D wunsxom npyaHayeHHst
BULLE3ralaHOMY CCaBLIl0 CMOMYyKK, WO iHribye isoeHsum PDE4 D abo ii hapmaLueBTMYHO NPUIHATHOT COri, y KinbKOCTI
eeKTUBHIN ANS TaKoro MiKyBaHHS.

OeTtanbHun onuc BuHaxody HacTynHi peakuiHi CxemMu pO3KpMBalOTb OOEepXaHHSA Cronyk npencraBrneHoro
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B peakuji 1 Cxema 1, 2-XJ'IOpI'IipI/Ié:WIH, cnonyky copmynu |V nepetsoptoBanu y BignosigHy cnonyky dopmynu |l
B3aemogieto IV 3 cnonykoto opmynu R”(CH2)-OH B npucyTHOCTI rigpuay HaTpito i NTONSPHOro anpoTOHHOTO PO3YMHHMKA,
Takoro sk, auMmeTundopmamig. Peakuito npoBoanimM Npu KIMHaTHIN TeMnepaTypi Ha NpoTA3i Yacy, Lo nexas y Mexax Big
npu6m3Ho 3 roamH 4o npubnunsHo 20 rognH, NnepeBaxXHO NPUGM3HO 4 TOANHU.

B peakuii 1 Cxema 2, 3-kapboHoBy kncnoty, cnonyky dopmynu 1V nepetsoptoBan y BiANOBIAHUIA €TUNOBUIA ecTep
nipuavHy cnonyky copmynu VI Bsaemogieto [V 3 eTaHonom B NpUCyTHOCTI TieHinxnopuay. PeakuiiHy cymill kun'atmnu i3
3BOPOTHIM XONMOAMIMbHMKOM Ha MPOTHA3i yacy, WO fnexasB y mexax Big npubnusHo 1 roguHi go npubnusHo 3 roawvH,
nepeBaxHO NpubnmsHo 1,5 roavHu.

B peakuii 2 Cxema 2, 2-xnopnipuaunH, cnonyky cdopmynu.VI nepetsoptoBanu y BignosigHy cnonyky dgopmynu V
B3aemogieto IV 3 crnonykoto dopmynu R5(CH2)f-OH B MPWUCYTHOCTI KapboHaTy ue3ilo i MOoNspHOro amnpoTOHHOro
pPO34YMHHUKA, TaKoro siK, AaumeTundopmamia. Peakujio npoBoannu npy TemnepaTtypi Big npmbnmsHo 65°C o npubnunsHo
90°C, nepeBaxkHO Nnpnbmm3aHo npu 65°C, Ha NpoTA3i Yacy, Wo nexas y mexax Big npnbnusHo 10 roamH go npnbmmsHo 18
roAVH, NnepeBaxkHo NpubnmnsHo 10 roamH.

B peakuji 3 Cxema 2, eTunoBuii ectep nipuanHy, cnonyky cdopmynum V nepetsoptoBan y BignosigHy 3-kapboHoBy
KucnoTy cnonyky dopmynu lll B3aemogieto V 3 eTaHOMOM B NPUCYTHOCTI rigpokemay HaTpito. PeakuinHy cymill Kun'atunm
i3 3BOPOTHIM XONOAMIMBHUKOM Ha NpOTA3i yacy, WO Nnexas y Mexax Big npubnusHo 3 roguH Ao npubnusHo 5 roguH,
nepeBaxHO NpUBNMU3HO 4 roauHN.

B peakuii 1 Cxema 3, 3«apboHoBy kucnoTy, cnonyky dopmynu IV nepeTBoptoBanu y BiAnoBigHWA GeH3MMoBuin
ectep nipuavHy cnonyky cdopmynu X Blaemogieto IV 3 6eH3mnbpomMigom B NPUCYTHOCTI kKapOoHaTy Kanito i nonapHoro
anpoTOHHOIO PO3YMHHMKA, Takoro Sk, AmmeTundopmamia. Peakuiio NnpoBoAUNK Npu KiMHaTHIN TemnepaTtypi Ha NpoTAsi
Yyacy, WO Nnexas y Mexax Big npubnusHo 1 roanHu oo npnbnusHo 24 roguH, nepeBaxkHo npubnmnsHo 10 roamH.

B peakuii 2 Cxema 3, 2-xnopnipuaunH, cnonyky dopmMynu X nepeTBOpOBany y BiANOBIAHY crnonyky dopmynn 1X
B3aemogieto X 3 3-noadeHononm B NPUCYTHOCTI kapboHaTy Lesito i MONAPHOro anpoTOHHOMO PO3YMHHUKA, TaKoro K,
anmetundopmamin. Peakujlo nmpoBogunu npu Temnepatypi Big npubnusHo 70°C go npubnusHo 80°C, nepeBaxHO
npnbrm3aHo npu 75°C, Ha NpoTA3i Yacy, WO nexas y Mexax Big npnbrmaHo 1 roamHu Jo npmbnmsHo 6 roouH, nepeBaxHo
NPUGIM3HO 2 roanHM.

B peakuji 3 Cxema 3, 3-noadeHokcunipnanH, cnonyky dopmynu 1X nepetsoptoBany y BianoBigHY crnonyky opmynm
VIll  B3aemogieto IX 3 mMoOHOOKCMOOM Byrmeulw | MeTaHONoM B MPWUCYTHOCTI aueTaty nanagiio, 1,1-
Gic(amdeHingocdiHo)depoLeHy, TpueTnnamidy i MONsSIPHOro anpPOTOHHOIO PO3YMHHMKA, TAaKOro SK, AumMeTundopmamia.
Peakuito Mposoannu npu TemnepaTtypi Big npubnusHo 50°C go npubnusHo 70°C, nepeBakHO npubnunsHo npu 60°C, Ha
NpoTA3i Yacy, Lo nexas y Mexax Big npnbnnaHo 2 rognH Ao npubnunsHo 4 roavH, nepeBaXxHO NPUGMM3HO 4 roauH.

B peakuii 4 Cxema 3, GeH3unoBuin ectep nipuauHy, cnonyky dopmynu VIII nepeTBoptoBanu y BiAMNOBIAHY CMOMYKY
dopmynu VIl rigporeHyBaHHam VIII B npucytHOCTI nanagito Ha Byrneui, meTaHony i eTunauetaTy. Peakuito nposoannun
npu KiMHaTHIA TemnepaTypi Ha NpPoTA3i Yacy, WO nexasB y Mexax Big npubrmaHo 1 roguHu o npubnmMsHo 2 roguH,
nepeBaxHO NpUBNMU3HO 2 roauHU.

B peakuii 1 Cxema 4, nipnanHkapboHOBY KucnoTy, cnonyky dopmynu Il nepetsoptoBany y BiAMOBIAHY CMOMYKY
dopmynu Xl B3aemogieto Il 3 cnonykoto dopmynu:

Xl

P R1

L. G

3a OAHI€0 3 YOTUPBbOX CUHTETUYHNX METOAMK.

Mepwa MeToauka nondrae B HacTynHomy, cnonyka dopmynu lll pearysana 3 Xll B npucytHocTi 1-eTun-3-(3-
anmeTtnnamiHonponin)xap6ogiimigy, 1-rigpokcmbeHsoTpiazonrigpaty i NONAPHOr0 NPOTOHHOIO PO34YMHHUKA, Takoro $K,



anmeTtnndopamia. Peakuito npoBoaMnmv nNpu KiMHaTHIM TemMnepaTypi Ha NpoTs3i Yacy, Lo nexas y Mexax Big, npubnmsHo
1 roguHu go NpubnmsHo 24 roguH, nepeBaxHoO NpnobnusHo 10 roguH.

Y ppyrin metoguui, lll pearysana 3 xnopdopmiatom, Takum $K, i306ytunxnopdopmiat, B npucytHocTi N-
MeTUnMopdorniHy i NONSPHOro anPOTOHHOMO PO34YMHHMKA, TAKOro SK, METUINEHXTOPUA, NpU TemnepaTypi Big4 NpnbnmnsHo
0°C po npubmaHo -20°C, nepeBaxHO npubnusHo npu -10°C, Ha NpoTA3i Yacy, WO nexaB y Mexax Big npubnmsHo 15
XBUNNH A0 npubnusHo 1 rogwHw, nepeBaxHO npubnusHo 30 xBMnMH. PeakuiiHy cymiw HarpiBamM O KiMHATHOI
Temnepatypu i gogasanu crnonyky dopmynu Xll. OgepxaHy peakuiiHy Cymill nepemiwyBanu Ha npoTssi yacy, Lo
nexaB y Mexax Big npubnuaHo 1 roamHu oo npmbrmaHo 24 roguH, nepesaxHo npnbnusHo 10 roguH.

Y TpeTii MmeToaunui, cnonyky dopmynu |l Harpisanu i3 3BOPOTHIM XONOAUIBHUKOM B MPUCYTHOCTI TiEHINXnopuay Ha
NpoTA3i Yacy, Lo nexas y Mexax Big npnbnmaHo 1 roanHu o npubnuaHo 24 roavH, nepeBaxHO NpnbnmMaHo 1 roanHu.
OpepxaHui xnopaHrigpug KMCrnoTu noTiM nigaasanm B3aemogii 3 cnonykoto dopmynu Xll B NpUCYTHOCTI MipUAKHY i
NONISIPHOr0 anPOTOHHOMO PO3YMHHMKA, Takoro sk, TeTpariapodypaH. Peakuio npoBoanimM Npu KiMHaTHIN TeMnepaTypi Ha
NpOTA3i Yacy, WO nexas y Mexax Big npnbnuaHo 3 roanH ao npubnunsHo 4 roauH, NepeBaXHO NPUOIM3HO 4 roanHu.

Y yeTtBepTin MmeToaMui, cnonyka cdopmynu Il pearysana 3 Xl B npucyrHocti BOP, giisonponinetunamidy i nonsapHoro
anpoTOHHOIO PO34YMHHUKA, TaKOro siK, auMmeTundopmamia. Peakuito npoBognnu npu KiMHaTHIN TeMnepaTtypi Ha nNpoTAsi
yacy, WO Nnexas y Mexax Big npubnusHo 3 roamH 0o npubnusHo 4 roguH, nepeBaxHo NpUbnu3Ho 4 roguHu.

B peakuii 1 Cxema 5, nipuamHkapboHoBy kucnoTy cnonyky cdopmynu lll nepetsoptoBanu y BignoBigHY CNONyKy
dopmynu Xlll B3aemogieto Il 3 cnonykoto opmynu:

R¢ XV

q

B MPUCYTHOCTI 4-gnMeTvnamiHonipuaunHy, rigpoxnopuay 1-(3-gumetunamiHonponin)-3-etunkapbogiimigy, nipuguny i
fdietnnosoro edipy. Peakuito nposoaunu npu KiMHaTHIM TemnepaTypi Ha MpOTHA3i Yacy, WO nexaB Yy Mexax Bif
npu6m3aHo 1 roamHi 4o NpuénmsHo 3 roguH, nepeBakHO NPUBM3HO 1 rognHu.

B peakuji 1 Cxema 6, cnonyky doopmynu XVI nepeTBopoBanu y BignosiaHy cnonyky dopmynu XV B3aemogieto XVI 3
aueToHITPMIOM B NpPUCYTHOCTI dopmaneaerigy i uiaHoboprigpuay HaTtpito. Peakuito npoBogmnu npu KiMHaTHIN
TemnepaTypi Ha MpoTAsi Yacy, WO Nnexas y Mexax Big npubnusHo 14 roguH Ao npubnusHo 16 roawH, nepeBaxHO
npuormsaHo 16 roanH.

B peakuji 1 Cxema 7, cnonyky dopmynu XVII nepetsoptoBanu y BignosigHy crnonyky dopmynm XVI cnoyaTtky
B3aemogjeto XVII 3 okcuxnopungom cocdopy B anpoTOHHOMY PO3YUHHKKY, TaKOMY 5K, TONYorn i NofanbLwo o6pobkoto
CNONYyKK, WO yTBOpUNacs, rigpoKcUaoM HaTpilo B MOMAPHOMY anpOTOHHOMY PO34YMHHUKY, TaKOMY SIK, MeTaHon. Peakuito
npoBoaurmM npu Temnepatypi Big npubrmaHo 0°C go kiMHaTHOI TemnepaTtypu, nepeBaxHo npu 22°C, Ha NpoTaA3i vacy,
LLO NneXxaB y MeXax Bif NpubnnsHo 1 rogmHn 4o npubrmaHo 24 rognH, NepeBaxHO NpUbnnM3HO 12 roanH.

B peakuii 1 Cxema 8, cnonyky popmynun XIX nepetsoptoBanu y BignosigHy cnonyky dopmynu XVIIl 3a meToawvkoto,
Lo onncaHa B peakuii 1 Cxema 7.

B peakuii 1 Cxema 9, 3-amiHonipuaH, cnonyky copmynm XXI nepeTBoptoBanu y BiaNoBigHY cnonyky dopmynm XX
B3aemogjeto XXI 3 cnonykoto dpopmynu:

R4 XV

q

B MPUCYTHOCTI 4-guMeTvnamiHonipuaunHy, rigpoxnopuay 1-(3-guMmetunamiHonponin)-3-etunkapbogiimigy, nipuguny i
nieTnnosoro eguipy. Peakuito NpoBoAMNM MpU KiIMHATHIN TemnepaTypi Ha NpoTA3i 4acy, WO nexaB y Mexax Bif
npnbrm3aHo 1 roanHu Ao npnbnusHo 24 roanH, nepeBakHO NpubnNn3Ho 16 roavH.

B peakuii 1 Cxema 10, cnonyky dopmynu XXIII nepeTtsoptoBanu y BignosigHy cnonyky dopmynu XXl B3aemogieto
XXl 3 cnonykoto hopmynu:

XXV

B MPMUCYTHOCT N-TONYONCYrnbGOHOBOT KMCNOTN | aNPOTOHHOIO PO3YMHHUKA, TaKOro sK, Tonyorn. PeakuiiHy Kun'atunm
i3 3BOPOTHIM XONOAMMBHMKOM Ha MpOTA3i Yacy, WO fnexaB y Mexax Big npubnusHo 1 rogvHu ao npubnusHo 48 roguH,
nepeBaXHO NPUGMM3HO 24 roAVHN.

B peakuji 1 Cxema 11, cnonyky dopmynu XVII nepetsoptoBanu y BignosigHy cnonyky gopmynu XXV B3aemogieto
XXVI 3 meTunnitiem B anpoTOHHOMY PO34YMHHKKY, Takoro sk, TeTparigpodypaH. Peakuito nposogunu npu temneparypi
Bi4 NpnbrmaHo -75°C po npubnusHo -85°C, nepeBaxHO NpubmM3aHo npu -78°C, Ha NpOTA3i Yacy, WO fexas y Mexax Bif,
npnbrm3aHo 1 roanHu 0o NpubnmaHo 6 roanH, NnepeBakHO NPUBNN3HO 2 roAMHMN.



B peakuii 1 Cxema 12, cnonyka cdoopmynu XXVIl ogepxxyBanacek 3a gonomoroto peakuii XXVII 3 pubpomigom 6opy B
NONApPHOMY anpoTOHHOMY PO3YMHHWKY, TakoMy siK, MeTuneHxnopug. Peakuito nposoaurm npu TemnepaTtypi Bif
npnbrm3aHo -78°C ao npubnmM3Ho KiMHaTHOT TemnepaTypu, nepesaxHo npnbnusHo npu 0°C, Ha NpOTASi Yacy, Wo nexasy
Mexax Big npnobnumsHo 1 roanHu oo NpubnmsHo 24 roguH, nepeBaxHo NpUGnM3HoO 16 roguH.

B peakuii 1 Cxema 13, cnonyky dopmynun XXX nepeTsoptoBanu y BianoBigHy cnonyky gopmynm XXIX B3aemogieto
XXX 3 cnonykoto hopmynu:

Q

)J\ XXXI
R® Cl

B MPWUCYTHOCTI TpueTunamiHy i MOMSPHOrO anpoOTOHHOIO PO3YHHMKA, Takoro sk, mMeTuneHxnopug. Peakuito
nposogurm npu Temnepatypi Big npnbmsHo 0°C go npnbrmsHo KiMHATHOT TeMnepaTypu, NepeBaxHO NPUONM3HO Npwu
0°C, Ha npoTA3i Yacy, Lo nexas y Mexax Big npubnusHo 30 xBUnvMH Ao NpMbnu3HO 2 roAnH, NepeBaxXHO NPMbnnaHo 1
TOANHY.

BypeaKuiT 1 Cxema 14, cnonyky copmynun XXX nepeTBoptoBanu y BianoBigHy cnonyky opmynm XXXIl B3aemogieto
XXX 3 MeTaHCyrnbGOHOBUM aHrigpnaoM B MPUCYTHOCTI TpueTunaminy. Peakuio npoBognmm npu KiMHaTHIN TemnepaTypi
Ha NpoTsA3i Yacy, WO nexas y mexax Big npnbmmsHo 30 xBUNUH 0o NpuGM3HO 24 roavH, NepeBakHO npubnusHo 12
FOANH.

B peakuii 1 Cxema 15, cnonyky cdopmynn XXXV nepetsoptoBanu y BignosigHy cnonyky dopmynun XXXV
B3aemogieto XXXV 3 rigpokcnaoMm HaTpilo B MOMSAPHOMY anpOTOHHOMY PO3YMHHUKY, TakoMy £K, eTaHon. Peakuito
NpoBOAUIM NpU KiIMHATHI TeMnepaTypi Ha NPOTA3i Yacy, Lo nexas y Mexax Big npnbrmaHo 1 roamHn oo npubnumsHo 24
FOAWH, NepeBaXHO Npnbnn3Ho 9 roavH.

B peakuii 1 Cxema 16, crnonyky dopmynu XXXVII nepetsoptoBanu y BignoBigHy crnonyky dopmynn XXXVI
okucrieHHsm XXXV 3a gonomorow TeTpanponinamoHinnepuToHiTom i N-okevaom 4-vetunMopdorniHy B MONSpHOMY
anpoTOHHOMY PO3YMHHUKY, TaKOMY SIK, MeTuneHxnopua. Peakuito npoBoaunu npu KiMHaTHIA TemnepaTypi Ha npoTasi
yacy, WO nexas y MexaxBig npubnunsHo 2 roamH Ao npubnuaHo 6 roanH, nepeBaxXHO NPUONN3HO 4 roguHN.

B peakuji 1 Cxema 17, 2-aMmnHonipnavH, cnonykg dopmynu XXXIX nepeTtsoptoBanu y BiANOBiAHY CNOMyKy dopmMynm
XXXVII Bzaemogieto XXXIX 3 cnonykoto popmynu R”-N=C=0.

PeakuiiHy cymiwl Knn'aTmnu i3 3BOPOTHIM XONMOAMIBHUKOM Ha MPOTA3i Yacy, WO fexaB y mexax Big npnbnusHo 1
roavHu 4o npuénmsHo 24 roguH, nepesaxHo NpnbnusHo 16 roguH.

B peakuii 1 Cxema 18, 2-HiTponipnauH, cnonyky cgopmynm XLI nepeTsoptoBanu y BignoBigHWIA 2-amiHONipUanH,
cnonyky dopmynn XL BigHoBneHHsm XLI 3a pgonomoroo 10% okouay nmaTMHW Ha  Byrinmi, MeTaHomny i
TeTparigpodypaHy. Peakuito npoBoanu npu KiMHaTHIN TemnepaTypi Ha NpoTA3i yacy, WO nexas y Mexax Big
npn6rm3aHo 1 roanHu go npubnmsHo 3 roAnH, NepeBaxkHO NPUBNN3HO 2 rOAMHMN.

B peakuii 1 Cxema 19, cnonyky opmynu XLIH nepeTBoptoBanu y BignosigHy cnonyky dopmynum XLII peakuieto XLIII
3 MCPBA B nongpHomMy anpoTOHHOMY PO34YMHHWKY, TaKOMy $IK, MeTuneHxmnopus. Peakuio npoBoaMnu npu KiMHaTHIN
TemnepaTtypi Ha MpoTaA3i yacy, WO nexaB y Mexax Big npubnusHo 1 rommHu [o npubnvsHo 4 roguH, NepeBaXkHO
npu6rm3Ho 1 roanHy.

B peakuii 1 Cxema 20, 2-xnopnipuauH, cnonyky cdopmynu XLV nepeTBoptoBanu y BiAnoBigHY CMONyKy chopMynu
XL VI B3aemogieto XLV 3 cnonykoto copmynu RS(CHz)r-OH B MPUCYTHOCTI KapOoHaTy Lesito i NONSIPHOro anpoTOHHOIO
PO34MHHUKA, Takoro sk, Agumetundopmamia. Peakujio npoBoannu npu TemnepaTtypi Big npmbnmsHo 65°C o npubnunsHo
90°C, nepesaxHo npu 80°C, Ha NpoTA3i Yacy, Wo nexae y Mexax Big npubnuaHo 10 rognH Ao npubrmaHo 18 roguH,
nepeBaxHO NPUGnM3HO 16 rognH.

B peakuii 2 Cxema 20, 3-uiaHonipuavH, cnonyky cdopmynu XLVI nepeTBoptoBanu y BignoBigHy cnonyky dopMynum
XLVII Bzaemogieto XLVI 3 nepokcnaom BOOHIO B NPUCYTHOCTI MAPOKCMAY Kanito i NOMSpHOro anpoOTOHHOMO PO3YMHHMKA,
Takoro sk, eTaHorn. PeakLjio npoBoaunm nNpuv KiMHaTHIA TemnepaTypi Ha NpoTA3i Yacy, WO nexas y Mexax Big npubnmaHo
1 roguHu go NpubnmM3HO 24 roguH, NepeBaXxHO NPUGn3HO 12 roguH.

B peakuji 3 Cxema 20, cnonyky cpopmynm XLVI | nepeTBoptoBanu y BignosigHy cnonyky dopmynu XLIV B3aemogieto
XLVII 3 cnonykoto dopmynu:

R4 XLViiI

g

B sKin X npeactaense cobow xnop, 6poMm abo mon B MPUCYTHOCTI rigpokcnay Kanito i MonsipHOro anpoOTOHHOMO
PO34YMHHUKA, TaKoro K, AuMeTuncynbdoken. Peakujlo npoBoanny npu KiMHaTHIA TemnepaTtypi Ha nNpoTasi Yacy, LWo
nexaB y Mexax Big npnbnunaHo 1 rognHn 4o npubnmaHo 24 roavH, nepeBaxHo NpubnnaHo 1 roamHy.

B peakuii 1 Cxema 21, cnonyky dopmynu XLIX nepeTtsoptoBanu y BianosigHy cnonyky cdopmynm L Baemogieto XLIX
3 cnonykoto opmynu:



R4

g

B NOMSAPHOMY anpOTOHHOMY PO34YMHHUKY, TaKOMY K, TeTparigpodypaH. Peakuito nposogunu npun Temnepatypi BiA
npnbrm3aHo -85°C go npubnusHo -75°C, nepeBaxHo npu -78°C Ha NpoTA3i Yacy, WO nexas y mexax Big npnbmato 0,5
roAvH 0o npubmmsHo 16 roguH, nepeBaxHO NpUBNM3HO 2 roauHN.

B peakuii 2 Cxema 21, cnonyky dpopmynu L nepeTtsoptoBanu y signosigHy cnonyky c¢opmynu XLVHI B3aemogieto L 3
XPOMOBOK KMUCMOTO, CipYaHOK KWUCMOTOK i BOOOK B MOMSPHOMY anpOTOHHOMY PO34YMHHUKY, TaKOMY SIK, aLeToH.
Peakuito npoBoannu npu TemnepaTtypi Big npnbnusHo 0°C po npnbmmaHo 25°C, nepeBaxkHo npu 0°C Ha npoTa3i yacy,
LLO NnexaB y Mmexax Big npnonunsHo 0,5 roguH oo npubnmsHo 16 roavH, nepeBaxHO NPUGM3HO 2 TOOUHN.

B peakuii 1 Cxema 22, cnonyky copmynu LIII nepeTtsoptoBanu y signosigHy cnonyky copmynu LIV Bsaemogieto LIl
3 cnonykoto goopmynu:

R4 XLVIl

2 q

B NPWUCYTHOCTI fgpoKcuay HaTpilo i MONSPHOro anpOTOHHOMO PO3YMHHMKA, TaKoro sk, TeTparigpodypaH. Peakuito
nposoaum npu TemnepaTypi Big npubnmaHo 0°C go npubnusHo 60°C, nepeaxHo npu 0°C Ha npoTaA3i yacy, Lo nexas
y Mexax Big npubnusHo 1 roguHu Ao npubnmaHo 16 roanH, nepeBaxHO NpUOMM3HO 4 roauHu.

B peakuji 2 Cxema 22, cnonyky cpopmynu LIV nepeTtsoptoBanu y BignosigHy cnonyky copmynu LIl B3aemogieto LIV 3
KOHLEHTPOBaHOK TPMATOPOLTOBOK KMUCMOTOK Ha NPOTA3i Yacy, WO nexasB y Mexax Big npubnusHo 0,5 roavH go
npu6m3Ho 16 roanH, NnepeBaXHO NPUGIN3HO 2 rogNHN.

B peakuii 1 Cxema 23, cnonyky cdopmynum LVI nepeTtsoptoBanu y BignosigHy cnonyky dopmynu LV B3aemogieto LVI
3 cnonykot opmynu R'CHO B NPUCYTHOCTI Aiizonponinamigy niTito i NONSIPHOrO anPOTOHHOIO PO3YMHHKKA, TAKOro siK,
TeTparigpodypaH. Peakuito npoBoammm npu Temnepatypi Big npnbnmsHo -75°C go npmbnmaHo -85°C, nepeBaxHO Npu -
78°C Ha npoTa3i Yacy, Wo nexas y Mexax Big npubnusHo 1 roamHm go npubrmaHo 6 roavH, nepeBaxHo npubnmsHo 1
rOAVHY.

BypeaKu,iT 1 Cxema 24, cnonyky cdopmynu LVIII nepeTtBoptoBanu y BignosigHy cnonyky gopmynu LVII B3aemogieto
LVIIl 3 Goprigpuaom HaTpilo B MPUCYTHOCTI MOMSPHOrO MPOTOHHOIO PO34YMHHMKA, Takoro siK, MeTaHon. Peakuito
npoBoaurm npu TemnepaTypi Big npmbnusHo -10°C go npmbnusHo 10°C, nepeBaxHo npu 0°C Ha npoTsasi yacy, Wwo
nexas y mexaxBig npuoénusHo 0,5 roguH 0o npubnusHo 16 roamH, nepeBaxXHO NPUGM3HO 1 roguHy.

B peakuii 1 Cxema 25, cnonyky chopmynun LX nepeTsoptoBanu y BignosiaHy crnonyky copmynu LIX Bsaemogieto LX 3
cnonykoto hopmynu:
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B Ak X npeactaensie cobor xnop, 6pom abo Mop B MPUCYTHOCTI rigpuay HaTpito | MOMSPHOro anpoOTOHHOrO
PO34YMHHUKA, TAKOro AK, AuMeTundopmamig,.
B peakuii 1 Cxema 26, 2-cpropnipnamnH, cnonyky cdopmynm LXII nepeTtsoptoBany y BignosigHy cnonyky opmynu
LXIIl B3aemogieto LXII 3 cnonykoto opmynu:
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B MPWCYTHOCTI Aiizonponinamigy niTito i NONAPHOro anpoTOHHOIO PO3YMHHMKA, TaKOro K, TeTparigpodypaH.

B peakuii 2 Cxema 26, cnonyky cpopmynun LXIII nepeTtsoptoBanu y signosigHy cnonyky dopmynu XL VIII B3aemogieto
LXIIl 3 cnonykoto copmynu R5-(CH2)FEH B MPUCYTHOCTI rigpuay HaTpito i NONSAPHOrO anpPOTOHHOIO PO3YMHHKKA, TaKoro
AK, AumeTungopmamig,.

B peakuii 1 Cxema 27, cnonyky doopmynu LXV nepeTtsoptoBanu y BianosigHy cnonyky cdopmynu LXVI B3aemogieto
LXV 3 peareHtom Byprecca, CH3OOCNSO,NCH>CH3 B npucytHoCTi 6eH30ny.

B peakuii 2 Cxema 27, cnonyky dopmynu LXVI nepeteoptoBanu y BignosigHy cnonyky dopmynu LXIV B3aemogieto
LXVI 3 TeTpaokcngom ocMmito B npucytHocTi TpeT-6ytaHony, NMO i aueToHy.



B peakuii 1 Cxema 28, cnonyy dopmynu LXVI nepetBoptoBanu y BignoBsigHy crnonyky copmynm LXVI |
rigporeHyBaHHaM LXVI B npucyTHOCTI nanagito Ha Byrnewi i eTaHony.

Cnonykn cdopmynu |, WO € OCHOBHVMMM 3a NPUPOAOIO, 34aTHI YTBOPIOBATU BEMUKY KifbKiCTb PI3HWUX CONen 3 pisHMun
HEOpPraHiYHUMWU Ta OpraHiYHUMKU KucrnoTamu. Xova Ui coni MOBWHHI Oyt dapMaLeBTUYHO MNPURHATHUMU AN
Npu3Ha4veHHs noasaM abo TBapuHaM, Ha NpakTUL YacTo GaxaHo CroYaTKy BUAINUTM ConyKy dopmynu | 3 peakuinHol
CymiLi, K bapMaLeBTUYHO MPUAHATY Cifb, | NOTIM NPOCTO NEPETBOPUTY OCTaHHIO B CMIONYKY Y BUMMSAAi BiNlbHOi OCHOBY,
06pOBKOK NYXHUM peareHToOM i NOTIM MEpPEeTBOPUTM BKasaHy BiflbHY OCHOBY B (bapMaueBTUYHO MPURHATHY Cinb
npuegHaHHa kucnot. Coni NnpuegHaHHA KMCNOT aKTUBHUX OCHOBHMX CMOJNYK AaHOrO BUHAXOAY JIETKO OOEPXYHTbCHA
00pOo6KOK OCHOBHOI CMONYKM SIK MPaBUIIO EKBIBANIEHTHOM KiNbKIiCTIO BMOpPaHOi MiHeparbHOi YM opraHiyHoOi KMCNoTu B
cepenoBuL BOOAHOMO pO34MHHMKA abo NpuaaHoOro opraHiyHoro po3ymMHHUKA, TaKOTro K MeTaHoN Yn eTaHorn. O6epexxHUM
BMNapPOBYBaHHSAM PO3YMHHUKA NETKO OTpUMYOTL BaxaHy TBepay cinb. BaxaHi coni NnpuegHaHHs KMCIOT MOXYTb TaKOX
OAEepPKYBaTUCb 3 PO3YMHIB BiflbHUX OCHOB B OPraHiYHOMY PO3YMHHUKY AOAaBaHHAM A0 PO34YMHY NpUAATHOI MiHeparnbHoT
abo opraHiyHOI kncnotm. dapmaueBTMYHO NPUNHATHI COMi amiHOMPYN BKITHOYaKOTh HACTYMHI: MAPOXIOPUAHI (MepeBaxHi),
rigpobpomigHi, cynbdaTHi, rigpocynbdaTtHi, docdaTHi, rigpodocdaTHi, aurigpodocdaTHi, aueTaTHi, CyKUMHaTHI,
UMTpaTHi, TapTpaTHi, NakTaTHi, coni MUrganeBoi KUCMOTW, MeTaHCynbdoHaTHi (Me3unaTHi) i n-TonyoncynbgoHaTHi
(To3unatHi) coni. KaTioHHi coni cnonyk cdoopmMynu | HannpocrTille of4epXKyBanucb 3a LONOMOroK peakLii kapbokanrpynu,
Takoi sk, Re € kapbokcurpynoto, 3 npuaaTHUM CiflbOYTOBOPIOKOYMM KaTiOHHWM peareHTOM, Takum $K, HaTpiv, kanin,
KanbLuin, marHin, amoHin, N,N-gumetunetuneHgiamii, N-metunrriokamiH (MernymiH), eTaHonamiH, TpomeTaHaMiH abo
fieTaHonamiH.

[o3n ans oparnbHOro Mpu3HaveHHs1 Cnonyku opMynu i MOXYTb MpU3HAYaTUCL JIOAMHI 3 LiNM fikyBaHHA abo
npoinakTMKM 3ananbHUX 3axBOpiOBaHb B OCHOBHOMY B Ao3ax B mexax Big 0.1 go 1000Mr Ha geHb, B ogMHWUYHIN abo
po3snogaineHii gosax, npu cepepHin Basi nauieHTa (70kr). AKTUMBHI CMOMYKM MOXYTb NPU3HaAYaTUCh B OOWHUYHIA abo
posnogaineHin gosax, iHaMBiAyanbHi Tabnetkn abo kancynm B oCHOBHOMY MicTaTe Big 0,1 oo 100Mr akTMBHOI cnonyku, 3
npugaTtHuMm ¢apmMaueBTUYHUM HanoBHBayYeM abo Hociem. [pu HeobXigHOCTI [03M AN BHYTPILUHbOBEHHOIO
npusHaveHHsa 3a3Bu4yan 3Haxoasiteca B mexax Big 0,1 go 10Mr Ha oauHuuHy Aosly. Onsa iHTpaHasanbHoro abo
iHransUiMHOro B OCHOBHOMY BMKOPUCTOBYIOTbCS peuenTypu y Bumsagi 0,1-1% (Barosi BigcoTku) po3umnHiB. Ha npaktuui
nikap BM3Ha4ae NOTPIOHY [O03y, fAka HaWbinbl NPUIAHATHA ONS KOKHOTO MauieHTa i BOHA 3anexuTb BiK BiKy, Barv i
BiQNOBIAI KOKHOrO nauieHTa. BuwesragaHi 4o3n € npyknagamu ons 3aranbHUX BUNAZKiB, ane 3BUYaiHO, B 3aNEXHOCTI
BiJ iHAMBIOyanbHMX NOTpeb piBEHb [03M MOXe MOHWwKaTucs abo nigBullyBaTMCS | BCi Taki 403N He BUXOASITb 3a MeXi
LbOro BUHaxoay.

[nsi BUKOPUCTaHHS NMIOAMHOK, aKTUBHI CMONYKM NPeACTaBNeHOro BUHaX0A4y MOXYTb NMpU3HayaTUCb pasoMm, ane BOHU
3a3BMYail NpU3HaYaloTbCA B CyMilli 3 hapMaueBTMYHO MPUMAHATHUMUK PO3PipKyBavyamu i HociAMK, WO BUBMpatoTbCA
BMXOOSAYM 3 LUMAXY NPU3HAYeHHS i cTaHOdapTHOT dhapMaLeBTUYHOT NpakTVKU. Hanpuknad, BOHU MOXYTb MpU3HayvaTUCb
opansHo B chopmi TabneTok, WO MiCTATbL Taki HAaMOBHIOBaui, 9K Kpoxmarb i nakto3a, abo B kancynax, okpemo abo B
cymiLi 3 HanoBHIOBa4YaMu, abo B dopmi enikcmpie abo cycneHsin, Wo MiCcTATb 6GapBHUKKM | apomaTusaTopu.

BoHu MOXYTb BBOAUTUCH NepeHTeparnsHO, Hanpukrag, BHYTPiLUHbOBEHHO, BHYTPIWLHLOM'A30B0 abo niglkipHo. [Ans
nepeHTepansHOro MpU3HaYeHHs, IX Hankpalle BMKOPUCTOBYBATU Y (POPMi CTEPUMbHUX BOOHUX PO3YUHIB, SKi MOXYTb
MiCTUTW iHLI peYOBWHM, HAaNpUKNag, NPUAATHI coni abo rMoKo3y, AKi POBNATL PO3UMH i30TOHIUYHMM.

Ha popaTtok, akTMBHI CMONYyKM MOXYTb MpM3HAYaTUCL TUMOBO Yepesd LKIipy, SK y BMNagKy NikyBaHHS 3ananbHUX
3axBOpIOBaHb i BOHM MOXYTb 3aCTOCOBYBAaTUCb Y BWUMMSAAI KpemiB, ene, renis, nact, masen, y BignoBigHOCTI 3
3aranbHOMNPUNHATOK (hapMaLeBTUYHOK NPaKTVKOK. TepaneBTUYHI CMOMYKM MOXYTb TakKOX MpuM3HayaTUCb CCaBLAM
iHWMM HbK nogvHa. [Josa, Wwo npu3HavaeTbCsl CCaBUsM B 3aNEXHOCTI Bid BMOy CCaBus i 3axBOptoBaHHA abo
3axBOPIOBaHHSA, WO MiKyeTbCca. TepaneBTUYHi CNOMYKM MOXYTb MpuU3HadaTUCb ccaBusaM B ¢opmi kancyn, 6ontocis,
Tabnetok abo pigKMX HacMyeHWX po3unHiB. TepaneBTUYHI CMOMYKM MOXYTb TaKOX MpU3HaYaTACb cCcaBUsAM Y BUMSAMi
iH'ekUin abo y BurmAgi iMnNnaHTaTiB. Taki peuenTypu OAEepXyITbCA 3a CTaHAApPTHOK METOAMKOK Yy BiAMOBIAHOCTI i3
CTaHOApPTHOK BETEpPMHAPHOK MpakTUkol. B sKocTi ambTepHatuBM, TepaneBTUYHI CMOMYKM MOXYTb Mpu3HavaTUChb
TBapWHaM pasoM i3 PXeto i Anst uux Uinen koHUeHTpoBaHi KopMoBi Jo6aBkM abo nonepeaHbLO OfepXKaHi Cymilli MOXYTb
Oy™ ofepkaHi 3MiLlyBaHHAM 3 3aranibHOBKUBAHUMW TBAPUHHMM U KOPMaMW.

3pgaTtHiCTb Cnonyk uboro BMHaxogy abo ix hapMaueBTUYHO MPUUAHATHUX conen y iHridyBaHHi PDEs moxe Gytm
BM3HAaYeHO 3a CNiayl4YMMn BUNPOoOYBaHHAMMN.

IHriGyBaHHSA €03UHOMINbHMX arpaHyNoUMTIB | akTMBALIT B NIOACHKIN LiNbHIN KPOBI

JTroaceki eo3nHodinbHI arpaHynoLmnTV KPOBi | BUMIPIOBaAHHSA akTMBaLiT LLiNbHOT KPOBi i BUPOLLYBAHHSA CNOMYK

CTO0 Mn KpoOBi ofepXaHoi Bi4 HopManbHMX AobpoBorbUiB B ToOukax Vacutainer #6480 (14,3 USP oguHuup
renapuHy HaTpito/mn Kposi). 'enapnHu3oBaHy KpoB nomiwanu B 50Mn KOHiYHI THOOWKK LeHTpudyrn npu Temnepartypi
22°C. OgvH Mn KpoBi noMiwanu B 12x75MmM KBapLOBUIA CKNAHUIA TOOMK, wo Mictue 1mkn AMCO abo 1mkn Tectyemoi
crnonykn B TpPbOX ek3emnnsapax. llicna nepemiwyBaHHs, TIOOUKM NMOMIWANM B BaHHY 3 BOAOH, WO KOMMBAETHCSH i
BUTpMMYBanu npu temnepatypi 37°C Ha npoTasi 15 xeunuH. OgmH mkn PGE1 B IMCO popasanu go BCix THOOWKIB,
ofepXKytoun KiHueBy koHueHTpaujio 1MKM. Micna 3amiwyBaHHS B Tiobukn gopaasanv 100mkn PBS (Big'evHWUin KOHTPOSb)
abo 6ycuHku cedbapekcy G-15 B PBS (8,25-16,5Mr/Mn KiHUEBa KOHLLEHTpaList ).

Micnga amiwyBaHHA BCi TIOOMKK BUTPMMYBanu y BaHHI 3 BOAOHD, WO KONMBaeTLCA nNpu TemnepaTypi 37°C Ha npoTsasi
1-2 roguH.

MigrotoBKka nrnasmveHnx 3apaskis

B kiHUi iHKyDauii B KoxxHMA gocnimpkyemui Tiobuk gopasany 20mkn 15% po3suuHy EATA B PBS. lNicns 3miwyBaHHSA
3pasku ueHTpudyrysanu npu 2000 obeptax Ha xBunuHy (ueHTpudpyra Son/all 6000B) npu TemnepaTypi 22°C Ha npoTaAsi
5 XBUMWH.

EDN (a6o EPX) i LTE4 BumiptoBaHHst i ebeKTUBHICTb CONYyK

Bci nnasmeHrHi 3pasku 6yrno nepesipeHo Ha HaaBHiCTb EDN (noxigHe eo3nHohinbHOro HEMPOTOKCKHY) | piBeHb LTE4
(nenkoTpieHy E4). LWupoki pocnimkeHHs nokasanu, WO OYycuHKM cedafdekcy BUKNMKanM 3'BNEHHS CO3UHOQIN-
nocepegHukisa EDN i Bukng LTE4 B moackky uineHy kpos. PiseHs EDN i LTE4 Bu3Havyanu 3a metogukoto RIA (Kabi
Phamacia Diagnostics) i EIA (Cayman Cemichai), BignosigHo. EDN i piBeHb LTE4 po3spaxoByBanu i nopiBHioBanu i3



cTaHZapTHOK KpuBow, BukopucTtoBytoun Microsoft Excell abo iHwe nporpamHe 3abesnevenHs. [lpoueHT Big
koHTponbHoro EDN i Buknagy LTE4 po3paxoBaHo:

% KoHTtpornbHoro EDN = [EDN (cnonyka) - EDN (npo6in)}/ [EDN (3aransHa kinbkicte) - EDN (npo6in)]

% KoHTponbHoro LTE4 = [LTE4 (cnonyka) - LTE4 (npo6in))/[ LTE4 (3aranbHa Kinbkictb) - LTE4 (npo6in])

e npo6in - piseHb EDN a6o LTE4 3a BigcytHocTi 6 ycuHOK cedbagekcy, i 3aranbHa KinbkicTb - piBeHs EDN abo LTE4
B NPUCYTHOCTI GycnHOK cedbapekcy. 3HayeHHs IC3 abo ICsy BU3Hayanu 3a KOHUEHTPaLUjeo Cromnyku, Wo cneundivyHo
iHrioye EDN a6o sukung LTE4 Ha 30 abo 50%, BignosigHo.

IHriGyBaHHS (+)- i (-)-eHaHTiomepamu PDE4 i3oeH3nMiB i akTnBaLii eo3nHodiny

Onsa ouiHkn capmakonorii PDE4 i3oeH3uMy(iB), ki BignoeigalTe 3a akTuBauito eo3nHodiny, Mu nigroTyeanu
eHaHTioMepw, iHribiTopn PDE4 i nopiBHANW edpekTMBHICTb iHriOyBaHHA LMK eHaHTiomepamu akTuBHOCTI PDE i aktuBauii
eo3uHoginy. [ito PDE4 ouiHoBanu, BuMiptooun rigponia 1MkM cAMP iHauBigyanbHUMK NOOCBKUMU PEKOMOIHAHTHUMK
PDE4 isosumamu (PDE4A, 4B, 4C a6o 4D). AkTvBauito e03nHOQiny ouiHBanm, BUMIpIOKOYM BUKIMKaHWA BycuHKaMu
cedageKkcy, BUBINbHEHHA OAEpXKaHOro HemTpoTokcnHy eosnHodiny (EDN) i nenkoTpieHy E4 B mogceKin LinbHi KpoBi.
Tabnuua 1 intoCcTpye NOPIBHAHHA BNNWBY OAHOrO nNpuknaay (-)- i (+)-eHaHTiomepiB Ha akTUBHICTb iHAMBIQyansHoro PDE4
I30eH3MmMy i BMBINbHEHHS END i LTE4. (+)-EHaHTiOMED ((S)-(-)-2-(4-dpropdpeHoken )-N-[1-(4-
meTokcudpeHin)emnlHikotTvHamia) B 22 pa3n 6Gimbw cunbHui  iHriGiTop PDE4D, Hik (-)-eHaHTiomep ((R) 2-(4-
drop dpeH€ken)-N-[1-(4-veTokcndpeHin)eTnn]HikoTMHaMIA); oAHaK, BOHW - NPUBAM3HO eKBiBaneHTHi Yy iHribyBaHHI TpbOX
i3o3umiB, Hanpwknag, PDE4A, 4B i 4C. Baxmmeo, wo (+)-eHaHTtiomep B 20-37 pasu binbw edektmBHMin npotn EDN i
LTE4 Bignosigi. OpgepxaHi pe3ynbTatu MokasyloTb, WO pidHa edeKTUBHICTb (+)- i (-)-eHaHTiomepiB no iHribyBaHHIO
PDEA4D i3oeH3uMy igeHTUYHa fO pe3ynbTaTiB No BUBINbHEHHIO eo3nHoginy EDN/LTE4, nokasytoum, wo PDE4D i3o3mm
BMKOHYE POIb Kt04a B pEryroBaHHIO €03UMHOQInNy.

Tabnuusa 1
[is (+)- i (-)-eHaHTiomepiB Ha PDE4 i3oeH3numu i BignoBsigb eosnHodiny
130eH3um ICsp, MKM HWB eo3unHogin IC3p abo ICso, MKM
A B C 4D EDN LTE4
(+)-eHaHTiOMEP 6(3) .6(3) .8(1) 0.009(3) 0.05(2) 0.008(2)
(-)-eHaHTIOMED 6(3) .3(3) 4(4) 0.2(3) 0.0(1) 0.3(2)
(+)i(-) S. 5X 0.5X 22X 20X 37X

Bknioyatoum BuLLesragaHun eHaHTtiomep Oyno nigrotoeneHo 8 nap (+) i (-)-eHaHTiomepiB. ImtocTpauieto Lboro moxe
6ym Tabnuus 2, B AKih Noka3aHa eHaHTIOCenekTMBHa edeKTUBHOCTb LUMX cnonyk y iHribyBaHHi PDE4D i3oeH3umy;, i
ofepxaHi pe3ynbTati gobpe y3rogxyetbcs 3 pesynstatamu Bignosigi EDN i LTE4.

Tabnuus 2
Kopensuis eHaHTiOCenekTMBHOT e(peKTUBHOCTI MK
nieto Ha PDE i Bignosigato EDN/LTE4, 8 cnonyk, siki MmatoTb (+)- i (-)-eHaHTiomepu
Kopensuis Mk pisHot edeKTUBHICTIO (+)- i (-)-eHaHTioMepiB:

END Bignosigb LTE4 Bignosigb
PDE4A Hiskoi kopensauii Hiskoi kopensuii
PDE4B Hiskoi kopenauii Hisikoi kopenauii
PDE4C Hiskoi kopensuii Hiskoi kopensuii
PDE4D MosntneHa kopensuis (p<0.02) MosntneHa kopensuia (p<0.005)

IHriGyBaHHSA nereHeBoro eo3mHoginy

[ns ouiHkM edeKTMBHOCTI UMX CNomnyk Mpw Ajii Ha nereHi, Mym BUKOPUCTOBYBanu Ao6pe XxapakTepudyeMy Monerb
actmu masmm (Turner et al.,, Am. J. Respir. Crit. Care Med. 149, 1153-1159, 1994). [lecpeKT aTONiYHOro aHTUreHy MaBenu
Macaca fascicularis BMKNVKae 3Ha4YHMI NPUTOK 3anarnbHUX KNiTWH, WO cnocTepiraetbca B OpoHxoBaneonsipHii (BAL)
piguHi LMx MaBn NpoTarom 4-24 roauH i perMcTpyeTbCs aHTUreHHUI BiAryK. B uin mogeni, gesiki cnonyku Lboro BuHaxoay
BBOAMMN NiALKIPHO, CENEKTUBHO iHribytoun PDE4D i303um, wo npmvBoawnio Ao iHribyBaHHA nereHeBoro eo3nHodiny,
NPUYOMY NPOHUKHEHHSI B TKaHWHM Byno B Mexax 59-76% i aHTUreHHUn Biaryk peecTtpyBaBcs nNpoTarom 24 roguH. Ll
CMOnyKW, OJHaK, He AiloTb Ha HelTpodin abo NPOHMKHEHHS MiMOLMTIB, EMOHCTPYIOYN CENEKTUBHE iHIMOYBaHHA LMK
crnonykamu BiaryKy eo3mHodiny.

IHriGyBaHHA npoaykyBaHHs TNF B i30nboBaHWX MOACLKUX MOHOLMTAX

3paTHicTb cnonyk dopmynu | abo ix dapMaueBTUYHO MNPUMHATHUX conen iHribyBaTM npogykyBaHHs TNF, a
BiQNOBIQHO OEMOHCTPYBATU, WO BOHM eheKTMBHI Npu NiKyBaHHI XBOpOO, ski BUKMMKaHi npoaykyBaHHsaM TNF nokasaHo B
HACTYNMHMX AOCNIAKEHHAX iN vitro:

MepudpepiiHy kpos (100mn) Bia niogen gobposonbLiB 36vpany i nomiwanu B eTuneHaiamiHTeTPaoLUTOBY KUCOTY
(EDTA). IsontoBanu moHosinepHi knituHu FICOLL/Hypaque i npomuBanu Tpu pasu B HenoBHomy HBSS. KnituHu
pecycneHayBanu A0 KiHLEeBOi KOHLUeHTpaUii 1x10° kniTwH Ha M B nonepeaHbo Harpitomy RPMI (wo mictue 5% FCS,
rmyTamiH, ned/war i HictaTMH). MoHOUUTM po3MillyBanu Ha 24 nnactvHax 3 KoHueHTpauiel 1x1 0° KniTMH Ha 1.0Mm1.
KnitnHu inkydyeanu npu temnepatypi 37°C (B atmocdepi, wo mictuna 5% Agiokcuay Byrnewuo) NpoTAroM 2 rogvH Ha
)KOPCTKO 3aKpinneHnx nnactuHax, Micns 4Yoro KniTMHW BUAAnanu nariiHMM 3MuBaHHAM. TecTyemi crionyku (10mn)
goaasanu Ao KNiTH npu 34 KOHUEHTpaLisX KOXHOI i iHkybyBanu Ha npoTasi 1 rogunun. fo knitH pgoaasanu LPS (10mn)
3 MEeTO NPUCKOPEHHA OAEepKaHHA pesynbTaTiB. nactuHu iHkybyBanu Ha npoTasi Houi (18 roamH) npu TemnepaTypi



37°C. B «iHui iHkyDauiiHoro nepiogy 6yno BuaHauveHo BmicT TNF 3a gonomoroto metogy ceHpgiva ELISA (R&D
Quantikine Kit). BuaHaueHo ICsp 4N KOXHOT CMOMYKM BUXOAsiHM 3 NiHINHOIO aHarni3y perpecy.

MaccnekTpu BuMiptoBanu sukopuctosytoun C-MC, AMPI, APCI abo Tepmocnpenn metoam. Bei 'H AMP cnekTpu
3HiMarm Ha npunagi 3 yactoTtoto 400 MIy.

MPUTOTYBAHHA 1

2-(4-PTOPEHOKCN )HIKOTUHOBA KMCroTa

[o nepewmiwyemoro posuuHy 4-cotopdpeHony (5,0rpam, 44,6mmons) B gumeTundopmamigi (40Mn) npu KiMHaTHIR
TemnepaTypi nopuismu gogasamm 60% rigpua Hatpito (3,6rpam, 89,0mmorb) i nepemiwyBanu Ha npoTasi 30 XBUMUH.
MopuiaMun gogaBany 2-xXMOpPHIKOTUHOBY KUCIOTY (7,1rpam, 45,0MMOrb) i Cymill KMN'ATUIK i3 3BOPOTHIM XOJTOAMSTE HUKOM
Ha npoTasi 3 rogwH. Po3unH Burmeanu B 300mMn BoaM i npommBanu gietunosum edipom. Bogwnin wap sunusanu B
400mn cymiwi nig/Boga i nigkmcnoanu go pH 3 outosoto kucnoTtow. OgepxkaHui 3anuLLoK BiAAiNamm ginbTpyBaHHAM
ofepxyoun Maibke 6iny Teepay peyosuHy (5,2r). Tnn. 180-182°C; MB 233,21; MC (m/e)234 (M'+1).

Cnonyku onucaxi B NMPUTOTYBAHHAX 2-5 opepxyBanu BignosigHo o metoauky onvcadin B NMPUTOTYBAHHI 1
3amiHtooum 4-cpropdpeHon BigNoBigHMMM cnupTaMmu. Yac npoBeaeHHs peakLii nexan B Mexax Big 1 4o 24 roauH.

MPUTOTYBAHHA 2

2-(3-dTopdheHokcm)HikoTMHOBA kucnoTa MB 233,21; MC (m/e) 233 (M').

MPUTOTYBAHHA 3

2-(2,4-OndtopceHokcm HikoTMHOBa kucnoTa MB 251,19; MC (m/e) 252 (M*+1).

MPUTOTYBAHHA 4

2-(3-XnopdeHOKCU HIKOTMHOBA KUCroTa

MB 249,65, MC (m/e) 250 (M"+1).

MPUTOTYBAHHA 5

2-(3-MeTOKCMEHOKCM)HIKOTUHOBA KM1CIOTa

MB 245,23; MC (m/e) 261 (M"+18).

MPUTOTYBAHHA 6

2-(MipnanH-3-inoKCM)HIKOTMHOBA KUcroTa

Po3unH etunosoro ectepy 2-(nipnanH~3-inokcn)HikoTmHoBoi kucrnotn (0,419rpam, 1,71mMmorne) B etaHoni (10mn)i 1
N rigpokcua HaTpito (4Mn)KMN'aTunu i3 3BOPOTHIM XONOANIBHUKOM Ha NpoTasi 4 roguH. Cymiw sunueanu B 100mn Boaum,
nigkmcnosanu go pH 4 1N xnopBogHEBOK KMCMNOTOK i KOHUEHTpYBanu nig BakyyMOM OepXylouu TBepay pPeyvoBUHY
(0,643r), MB 216,21; MC (m/e)217(M*+1),

Cnonyku onucatdi B MPUTOTYBAHHAX 7-22 opepxyBanu BiANOBigHO A0 meToauky onucaHin B NMPUTOTYBAHHI 6
3aMiHIO4M eTMnoBuMn ectep 2-(NipuanH-3-NOKCU)HIKOTUHOBOT KMCNOTU BIiAMOBIAHMMKU ecTepaMmun. Yac npoBefeHHS
peakuii nexaB B MexaxBig 1 4o 24 rogunH.

MPUTOTYBAHHA 7

2-(5-XnopnipnanH-3-inokcu HikoTrHosa kucriota MB 250,65; MC (m/e) 251 (M+1).

MPUTOTYBAHHA 8

2-(3-HitpodeHokcn)HikoTMHOBA K1ucnoTa

Tnn. 172-174T; MB 260; MC (m/e) 261 (M'+1). EnemeHTHUIN aHania poapaxoBaHo ana C1HsN20s: C, 55,39; H, 3,10;
N, 10,77. 3HanpeHo: C, 54,71; H, 3,15; N, 10,65.

MPUTOTYBAHHA 9

2-(3-LliaHodbeHokcm HikoTHOBa KucroTa Tnn. 220-222°C; MB 240,22; MC (m/e) 240 (M').

MPUTOTYBAHHA 10

2-(3-AnmeTnnamiHoeHOKCH)HIKOTMHOBA KMCnoTa

MB 258,27; MC (m/e) 259 (M +1).

MPUTOTYBAHHA 11

2-(3-AuetnamiHo®eHOKCH )HIKOTMHOBA KMCoTa

Tnn. 273-275°C; MB 272,26; MC (m/e) 273 (M"+1).

MPUTOTYBAHHA 12

2-i 1 H-Ingon-4-inokcm)HikoTnHoBa kucnota MB 254;MC(m/e)255(M +1).

MPUTOTYBAHHA 13

2-(3-TpuropmeTMNPEHOKCU)HIKOTMHOBA K1CNoTa

Tnn. 148-150°C; MB 283,05; EnemeHTHMn aHania pospaxoBaHo ans Cq3HsNOsF3: C, 55,10, H, 2,85, N, 4,95.
3nanpero: C, 54,71; H, 2,51; N, 4,83.

MPUTOTYBAHHA 14

2-(3-TeTpason-1-indeHoKCU HIKOTMHOBA KUCroTa

Tnn. 185-188°C; MB 283,2; MC (m/e) 282 (M'+1).

MPUTOTYBAHHA 15

2-(3-MeTuncynb daHindeHokcmn)HikoTHoBa kincnota MB 261,302; MC (m/e) 262 (M™+1).

MPUTOTYBAHHA 16

2-(3-AueTnndeHoKcH)HiKoTMHOBA kucnoTa MB 257,248; MC (m/e) 256 (M™+1).

MPUTOTYBAHHA 17

2-(3-TpudropmeTokcndeHoken HikoTMHOBa kucroTa MB 299,208; MC (m/e) 300 (M'+1).

MPUTOTYBAHHA 18

2-(3,4-OncpropbeHOKCM)HIKOTUHOBA KM1CnoTa

MB 251,20;MC(m/e)251 (M").

MPUTOTYBAHHA 19

2-(3,5-ndropdeHoken HikoTMHOBA kucnoTa MB 251,20; MC (m/e) 252 (M'+1).

MPUTOTYBAHHA 20

2-(3-dTopdheHOKCH)HIKOTMHOBA K1cnoTa



Tnn. 135-137°C; EnemeHTHUI aHania pospaxosaHo ans CiHeNOsF: C, 61,79; H, 3,46; N, 6,01. 3nHangeHo: C,
61,51; H, 3,69; N, 5,78.

MPUTOTYBAHHA 21

2-(beH3o[1,3]aiokcon-5-inokcuHikoTMHOBa KUCMoTa

Tnn. 162-164°C; 'H AMP (AMCO-d®) & 6,0 (2H, c), 6,5-8,3 (6H, M).

MPUTOTYBAHHA 22

2-(3-OumeTunkapbamoindeHokcm)-N-[4-(1-rigpokcn-1-MeTnneTmn)oeH3nn)-HikoTMHoBa K1cnoTa

'H AMP (IMCO-d®) 5 2,88 (3H, c), 2,93 (3H, ¢), 7,08 (4H, M), 7,42 (1H, m), 8,22 (2H, m).

MPUTOTYBAHHA 23

Etunosun ectep 2-(nipnanH-3-iriokcv)HIKOTMHOBOT KNCMOTH

Po3unH etunoBoro ectepy 2-xnopHikoTMHOBOI kucrotn (0,53rpam, 2,85Mmonb), kapboHaTt uesito (2,326rpam,
6,73mmorb) i nipnagnH-3-on (0,27 1rpam, 2,85mMmonk) B aumetundopmamigi (20mn) HarpiBanu npu 65°C Ha npotsasi 10
roanH. Cymiw Bunueanu B 300mn Boaun i ekctparyBanu etunauetatom. O6'egHaHi eKCTpakTM nNpomMuMBanu BOAOH i
HaCU4YeHMM BOAHUM PO3YMHOM Xnopwuay HaTpito, cywmnu Haga CynbdaTom HaTpito, inbTpyBanu i KOHUEHTpyBanu nig
BaKyyMOM [0 ofepxaHHa macna (0,55r). MB 244,25; MC (m/e) 244 (M").

Cnonyku onucaHi B MPUTOTYBAHHAX 24-43 opepxyBanu BignosigHo Ao meTtoguku onuvcanii B NMPUTOTYBAHHI
23 3amiHto4mM NipuanH-3-0n BiANOBIAHMMM CIMpTamMn. Yac NpoBeAeHHs peakLji nexxas B MexaxBia 1 0o 24 roguH.

MPUTOTYBAHHA 24

Etunosun ectep 2-(5-xnopnipmamnH-3-inokcn )HiKOTMHOBOT KMCNOTU

Po3unH eTunoBoro ectepy 2-XnOpHIKOTMHOBOIT kucriotm (2,07rpam, 11,2mMmorne), kap6oHaT uesito (7,27rpam,
22,3mmonb) i 5-xop-3-nipuanHony (1,45rpam, 11,2vmork) B cyxomy gumetundopmamiai (40mn) nepemiwyBanm Ha
npoTa3i Houi npu 95°C. CycneHsilo oxonomKyBanu A0 KiMHaTHOI TemnepaTypu, BANMBaNuM B BoAy i eKcTparyBanm
pietnnosum ediipom. OB6'efHaHi opraHiyHi eKCTpakTM MpoMMBaNM BOAOK | HAaCUYEHWM BOOHWM PO3YMHOM XIopuay
HaTpito, CYLLMNM HaA CynbdaTOM MarHito i KOHLEHTPYBanu nig BakyyMOM [0 OAepXKaHHs K OBTyBaTO-KOPUYHEBOT TBEPAO|
pevoBuHU. lMepekpucTanizoByBanu 3 rekCaHy OAEpPXYIoun XOBTy TBepay pedosuHy (1,0r). Tnn. 65-69°C; EnemeHTHUN
aHanis pospaxoBaHo ans; C13H11CIN203: C, 56,03; H, 3,98; N, 10,05. 3HangeHo: C, 56,14; H, 4,04; N,10,16.

MB 278,72; MC (m/e) 279(M'+1).

MPUTOTYBAHHA 25

Etunosun ectep 2-(3-HiTpoeHOKCV)HIKOTMHOBOT KUCHOTH

Tnn. 70-72°C; MB 288,26; MC (m/e) 289 (M*+1).

MPUTOTYBAHHA 26

Etunosun ectep 2-(3-UiaHOdEeHOKCHN HIKOTUHOBOT KMCNOTU

MB 268; 'H AMP (CDCls) & 1,4 (3H, T), 4,39 (2H, k), 7,12-8,4 (7TH, m).

MPUTOTYBAHHA 27

ETunosuii ectep 2-(3-aumeTnnamiHoheHoKen HIKOTMHOBOT kncnot MB 286,33; MC (m/e) 287 (M™+1).

NMPUTOTYBAHHA 28

ETunosuii ectep 2-(4-LiaHodeHOoKCH HIKOTMHOBOT kucnoti MB 268; MC (m/e) 268 (M").

MPUTOTYBAHHA 29

ETunosuii ectep 2-(3-aueTnamiHoheHOKo )HIKOTMHOBOT kncnot MB 300,32; MC (m/e) 301 (M™+1).

MPUTOTYBAHHA 30

ETtunosun ectep 2-(3-xnopdeHoK)HIKOTUHOBOT KUCNOTH

MB 277,71; MC (m/e) 278 (M"+1).

MPUTOTYBAHHA 31

ETtunosun ectep 2-(1H-iHaoNn-4-nokcu)HiKOTMHOBOI KUCMOTH

MB 282; 'H AMP (OMCO-d® & 5,9 (1 H, c), 6,4-8,4 (7H, m), 11,20 (1 H, uc).

MPUTOTYBAHHA 32

Etunosun ectep 2-(3-tpudptopmeTMndeHOKCU)HIKOTMHOBOT KUCMOTU

Tnn. 46-48°C; MB 311; MC (m/e) 312 (M"+1).

MPUTOTYBAHHA 33

Etunosun ectep 2-(3-tetpason-1-incpeHoKen )HIKOTUHOBOT KMCNOTU

Tnn. 100-102°C; MB 311,27; MC (m/e) 312 (M"+1).

MPUTOTYBAHHA 34

Etunosun ectep 2-(3-MeTtuncynbaHingeHoKCcn)HIKOTMHOBOT KUCNOTH

MB 289,356; MC (m/e) 290 (M'+1).

MPUTOTYBAHHA 35

ETtunosun ectep 2-(3-aueTV|nq)eH0ch)HiKOTMHOBoT KMUCNnoTn

MB 285,302; MC (m/e) 286 (M +1).

MPUTOTYBAHHA 36

ETtunosun ectep 2-(3-TpndropmeTokCnUeHOKCH HIKOTUHOBOIT KMCNOTU

MB 327,262; MC (m/e) 328 (M"+1).

MPUTOTYBAHHA 37

ETtunosun ectep 2-(3,4-andropdeHOKCN HIKOTUHOBOT KUCNOTH

MB 279,26, MC (m/e) 279 (M").

MPUTOTYBAHHA 38

Etunosun ectep 2-(3,5-gudropdpeHoKCn HIKOTUHOBOT KUCOTH

MB 279,26; MC (m/e) 279 (M").

MPUTOTYBAHHA 39

Etunosun ectep 2-(3-PTopdeHOKCH)HIKOTMHOBOT KUCMOTH

MB 261,26; MC(m/e) 262 (M").

MPUTOTYBAHHA 40



Etunosun ectep 2-(3-uiaHo-4-pTopheHOKCH)HIKOTUHOBOT KMCNOTH

MB 286,28; MC (m/e) 286 (M").

MPUTOTYBAHHA 41

Etunosun ectep 2-(6eH30[1,3]aiokcon-5-inokcu HiKOTMHOBOT KMCNOTH

MB 287,"H AMP (OMCO-cI®) & 1,2 (3H, T), 4,30 (2H, k), 6,0 (2H, c), 6,5-8,4 (6H, m).

MPUTOTYBAHHA 42

Emunosun ectep 2-(3-gumeTtnnkap6amoindeHoKCH HIKOTMHOBOT KUCNOTH

'H AAMP (CDCl3) 5 1,36 (3H, T), 3,00 (3H, ¢), 3,07 (3H, c), 4,38 (2H, k), 7,06 (1H, M), 7,19 (1H, M), 7,24 (2H, m), 7,42
(1H, m), 8,24 (2H, op).

MPUTOTYBAHHA 43

Etunosun ectep 2-(3-®opMindeHOKC)HIKOTMHOBOT KUCMOTU

MB 271,29; MC (m/e) 271 (M").

MPUTOTYBAHHA 44

ETtunosun ectep 2-xnopHiKOTMHOBOT KNCMOTH

[o po3unHy 2-xnopHikoTMHOBOT kucnot (12,5r) B etaHoni (250Mn) no kpannam goaasanum TieHinxnopug (5,77mn) i
CYMiLL KUN'ATUNMN i3 3BOPOTHIM XonoaurnbHUKoM Ha npoTasi 1,5 rognH. Cymill KOHUEHTpYBanu nif BakyyMmOM BifraHsioum
etaHon i possogunu 300mn Boan. [lo po3umHy gogasanu TBepavi GikapboHaT HaTpilo AN ogepxaHHA po3duHy 3 pH
8,0. OfepxxaHui po3ynH ekcTparysany etunageTaTtoM, NpoMmnBany BOAOK, HACUYEHUM po3dmMHOM BGikapBoHaTy HaTpito,
BOLOK i HACUYEHUM BOAHWMM pO3YMHOM Xropuay HaTpito, cywumnu Hag NaxSOs, dinbTpyBanu i KOHLUEHTpyBanu
oaepXKyroum XoBTy pianHy (10,0r). MB 185,61; MC (m/e) 185 (M").

MPUTOTYBAHHA 45

2-(4-LliaHodbeHoKkCK HIKOTUHOBA KKCroTa

Po3unH meTnoBoro ectepy 2-(4-uiaHodeHokcm )HikoTnHoBoiT kucroTn (0,200rpam, 0,787mMmons ) B TeTparigpodypaHi
(3mn) i 1M LiOHeH20 (1,97mn) nepemiwyBanu Ha npoTa3i Hodi. Cymiw po3sogurm 25mn Boawm, nigkucnosanu ao pH 1
2N xnopBoAHeBO KUCMOoTolo | hinbTpyBanu ogepxytoum Giny Teepay pedosuHy (0,144r). MB 240; 'HAMP (,EI,MCO-dG) 0
7,2 (3H, m), 7,90 (2H, m), 8,35 (2H ™), 13,5 (1H,wc).

Cnonyky onucaHy B NMPUTOTYBAHHI 46 ogepxyBanu BignosigHo no Metoauku onmcadin B NMPUTOTYBAHHI 45
3aMiHIO4YM MeTUNOBUIA ecTep 2-(4-LjaHoheHOKCH )HIKOTMHOBOI KMCNOTK BiONOBIAHNM ecTepoM. Yac npoBeaeHHs peakuii
nexas B MexaxBig 1 4o 24 roauH.

MPUTOTYBAHHA 46

2-(3-niaHo-4-gTopheHOKCM)HIKOTMHOBa-KUCOTa

MB 258,22; MC (m/e) 258,257 (M").

MPUTOTYBAHHA 47

2-(4-AmiHomeTnndeHin)nponaH-2-on

Oo nepemiwyemoro po3uvMHy  4-(1-rigpoken-1-meTunetun)bensoHitpuny (20,9r, 0,13mormb) B cyxomy
TeTparmapodypaHri (300mn) npu 09C noginbHO Mo kpannsam gopasanu 1,0M nitinaniomorigpnay B TeTparigpodypaHi
(388mn, 0,39Morb). CymiLl KUM'ATUAM i3 3BOPOTHI XonoAnnbHUKOM Ha npoTasi 30 xBunuH i noTiM oxonomkysanu o 0°C i
MoOBINMbHO MO Kpannam gopaBanu meTaHon (50mn). Cymiw KOHUeHTpyBanu nig BakyyMOM [[O MOSoBUHU oB'emy i
po3soaurm xnopodopmom (1200mn) i Hagani npomuearm Bogoto (300 mn). OgepxaHy cycrneHsito dinbTpyBanu Kpisb
LleniT i dinbTpat Bigginanu. OpraHiyHni ekcTpakT cywmnu Hag MgSOs i KoHueHTpyBanu ogepxytoun 16,2r csitno-
KOBTOI TBepAoi peyoBuHu 3 Tnn. 64-6°C. AMP (CDClIs) &: 7,45 (g, 2H), 7,26 (g, 2H), 3,83 (c, 2H), 1,57 (c, 6H), 'C-MC
(mle, %): 164 (M, 15), 150 (80), 132 (75), 106 (100).

MPUTOTYBAHHA 48

MeTunosun ectep 2-(4-uiaHodeoKCn )HIKOTUHOBOT KUCMOTU

Po3unH eTvnoBoro ectepy 2-(4-uiaHogeHokcu)HikoTMHoBOT kucnotn (0,90rpam, 2,44mmornb) B MeTaHoni (10mn) i
kapboHaT kanito (1,01rpam, 7,33MMonb) KMMSATUNM i3 3BOPOTHIM XONOAUIbHUKOM Ha npoTasi 20 xBunuH. Cymilw
possoaurm 100mn Boaw, nigkmcnosanu o pH 1 i dinbTpyBanu ogepxytoum tBepady pedosuHy (0,200r). MB 254; MC
(mle) 254 (MY).

MPUTOTYBAHHA 49

2-(3-XnopdeHOoKCU HikoTMHaMIL

Po3unH 2-(3-xnopdeHokev)HikoTuHoHiTpuny (7,81rpam, 33,9Mmorns), 3% nepokeng sogHlo (190mn, 169mmorns) i
50% rigpokeng kanito (380mn, 3,39mmonb) B eTaHoni (100mn) nepemilyBany Ha NpoTaA3i Hoyi Npu TemnepaTtypu 70°C.
Cymiw koHUeHTpyBanu go 250mn i oxonomkyeanu go 0°C. Teepaui 3anuuok Bigainanu inbTpyBaHHSAM, PO3UYMHATM B
eTvnaueTarti, Cylumnu Hag cynbatom MarHito i KOHUEeHTpyBanu oaepxytoun 6iny tBepay pevosuny (6,51r), Tnn. 225-
228°C; MB 248,67; MC (m/e) 250 (M+1).

MPUTOTYBAHHA 50

2-(3-XnopPeHOKCN HIKOTUHOHITPMN

Po3unH 2-xnopHikotuHoHiTpuny (5,0rpam, 36,1Mmonb), kapboHat uesito (23,5rpam, 72,2mmornk) i 3-xnopdeHon
(4,65rpam, 36,1mMmornb) B gumetundopmamigi (100mn) HarpiBarm Ha npoTsasi Hodi npu TemnepaTypi 80°C. Cymiw
oxonoaxysanu i Bunueamm B 500mn Boam i ekctparyBanu gietunosum edipom. O6'eaHaHi eKCTpakT NpoMmUBarm BOAOH
i Hacu4YeHUM BOOHVMM PO3YMHOM XIOpUAY HaTpPilo, CyWMnM Hap CynbdaToM MarHito, dinbTpyBanu i KOHUEHTpyBanm
opepxytoun 6iny TBepay peyosuHy (8,21r), Tnn. 88-90°C; EnemeHTHWIA aHanis pospaxoeaHo ansa C12H7N20CI: C, 62,49;
H, 3,06; N, 12,15, 3HanpgeHo: C,62,43; H, 3,00; N, 12,13.

MPUTOTYBAHHA 51

2-(4-dTOpheHOKCN )NipnaMH-34namin

[o po3uunHy 2-(4-dtop heHokcun)-3-HiTpo-nipnavHy (3,00rpam, 12,81mmornb) B etunauetati (100mn) gogasanu 10%
nanagii Ha syrinni (0,600r). OpgepxaHy cymiw nepemilwyBanu nig TMckom BogHilo 50nci Ha npoTsasi 1 roguHu.
KaTanizatop Bigginsm cinbTpyBaHHAM i PO34YMH KOHLEHTpYBanu ogepxytoun Giny TBepay pevoBuHy (2,49r), Tnn. 92-
94°C; MB 204,20; MC (m/e) 204 (M").



Cnonyky onucaHy B NMPUTOTYBAHHI 52 ogepxyBanu BignosigHo Ao metoauku onucadin B NMPUTOTYBAHHI 51
3amiHIouM 2-(4-cbropdheHOoKCH)-3-HITPpOoNipuanH BiANOBIOHUM HiTpONOXiAHMM. Yac npoBeAeHHS peakuii nexxas B Mexax
Bi4 1 00 24 roanH.

MPUTOTYBAHHA 52

2-(MipnanH-3-inokcu)nipnanH-3-inamid

MB187;MC(m/e)188(M"+1).

MPUTOTYBAHHA 53

2-(4-PTOpdheHoKCK)-3-HiTponipnanH

Po3unH 2-xnop-3-HiTponipuamHy (5,0rpam, 31,54mmorns ), kapboHaT uesito (25,7rpam, 78,85mMmonb) i 4-dptopdeHon
(3,6rpam, 34,69vmonb) B agumetundopmamigi (85mn) nepemiwysanu npu KiMHaTHIA TemnepaTypi Ha NPOTA3i 2 rOAWH.
Cymiw possogumm 250mMn Boaw i ekctparyBanv etunauetatom. O6'egHaHi ekcTpakTn npomumsarm 1 H NaOH, Bogoto i
HaCU4YeHMM BOOHMM PO34YMHOM Xnopuay HaTpito, cywmnu Hag NazSOa, inbTpyBanu i KOHLEHTPYBaNM O4EPXKYOUM XKOBTY
TBEpAY peyoBuHy (7,16r), Tnn. 87-89X; MB 234,1; MC (m/e) 234 (M").

Cnonyky onucaHy B NPUITOTYBAHHI 54 ogepxysanu signosigHo Ao mMeTtoamku ommncaii B NMPUTOTYBAHHI 53
3aMiHIoH4UM 4-cpTopdeHON BIgNOBIAHMM ClMPTOM. Yac npoBedeHHS peakuji nexas B MexaxBig 1 oo 24 roguH.

MPUTOTYBAHHA 54

2-(MipnanH-3-inokcu)-3-HiTponipnauH

MB 217,186;MC (m/e) 218 (M*+1).

MPUTOTYBAHHA 55

2-(3-XnopdeHokcun)nipnanH-3«apobansaerig,

[o posuwHy metuncynsdokengy (0,23mn, 3,3mmonb) i metunenxnopuay (10mn) npu temnepatypi -70°C no
Kpannam Ha npoTtasi 5 xsunuH gogasamm okcaninxnopug (0,20mn, 2,3mMmonb) i cymiw nepemiwysanu 1 roaunHy. Po3unH
[2-(3-xnopdeHokem)nipnanH-3-injmeTtarnony (0,39rpam, 1,7mMmornb) B MeTuneHxnopugi (10Mn) gogasany no kpannsm Ao
nepemiwyemo!' cymiwi i ogepxaHy cymiw nepemiwysanu npu Temnepatypi -70°C we 1 roguHy. Cymiw Harpisanu go
Temnepatypu -35°C Ha 15 xBunuH i 3HoBy oxonogxyeanu ao -70°C, nogasanu TpueTtunamin (1,15mn, 8,3mMmons) i cymiwu
HarpiBanu go 0°C. Cymiw possogumm 20Mn meTuneHxmopugy, NpoMuBanyM HacUYeHUM pO3YMHOM rigpokapboHaTty
HaTPil0 i HACMYeHUM BOAHMM PO3YMHOM Xropuay HaTpito, cywmnm Hag Na2S0s inbTpyBanu i KOHUEHTpyBanm
OAEPXKYIOUM OpaHXXeBe MAcHo, ke ouMLany xpomartorpadieto Ha cunikareni, BUKOPUCTOBYHOUM B SIKOCTi €MI0EHTY CyMiLll
1/3 eTMnaueTat/ rekcaH ofepXyloun xosTe macro (0,180r). MB 233,65; MC (m/e) 234 (M"+1).

Cnonyky onucaHy B NMPUTOTYBAHHI 56 ogepxyBanu BignosigHo fo meTtoauku ommncatii B MPUTOTYBAHHI 55
3aMiHIouM [2-(3-xnopdeHoKCn NipnanH-3-injMeTaHon BiANOBIAHMM CNUPTOM. Yac npoBeAeHHS peakuii NexaB B Mexax
Bi4 1 00 24 roanH.

MPUTOTYBAHHA 56

2-(MipnamnH-3-inokcu)nipuanH-3-«kapbanbaerig,

MB 200,20; MC (m/e) 201 (M"+1).

MPUTOTYBAHHA 57

[2-(3-XnopdeHokem)nipuanH-3-inlmetaHon

[o posunHy etunoBoro ectepy 2-(3-xnopdeHokcn)HikoTMHOBOI kmncrotn (0,5r) i Tetparigpodypany (10mn) npu
Temnepatypi 0°C gopgasanu asoma nopuiamu niTivantomoriapug (0,4r) i nepemiwyBanu Ha npoTasi 30 xBunuH. PosunH
HarpiBanu o KiMHaTHOT TemnepaTypu i nepemillyBany Ha NpoTa3i Houi. Cymiw racunu 1N rigpokeugom HaTpito (0,5Mn) i
po3soaurm Bogoto. Cymiw dinbTpyBanu Kpisb LEeniT, SK1il NoTiM NpommMBany etunauetaToM ekcTparyloum npooykT.
OG'egHaHi ekcTpakTM MpoMMBanmM BOAOK i HACMYEHVMM BOAHVMM PO3YMHOM XIopuay HaTpilo, Cymnum Haz cynbdaTtom
MarHilo, GinbTpyBanu i KOHLEHTpysanu oaepxytoun macro (0,39r). MB 235,67; MC (M/e)236(M"+1).

Cnonyky onucaHy B NMPUTOTYBAHHI 58 ogepxysanu BignosigHo Ao meTtoamku omucawin B NMPUTOTYBAHHI 57
3aMiHIO4M eTnnoBuin ectep 2-(3-xropdgeHOKCN)HIKOTMHOBOI KMCMOT BiAMOBIOHMM ecTepoM. Yac npoBefeHHst peakLii
nexas B MexaxBig 1 4o 24 roauH.

MPUTOTYBAHHA 58

[2-(MipnaH-3-nokcn)nipuamH-3-nlmeTaHon

MB 202,21; MC (m/e) 203 (M"+1).

NMPUTOTYBAHHA 59

1-TeTtpason-1-in-geHon

[o posunHy 1-(3-6eHaunnokcudeHin)-1H-tetpasony (0,640rpam, 2,54mmornb) B etaHoni (15mn) pogasanu 10%
nanagin Ha Byrinni (=0,100r). Llerr po3uH nepemiwyBanu nig TUCKOM BOAHK YCl0 Hiy. KartanizaTtop Bigginanm
iNbTPYyBaHHAM i PO34MH KOHLEHTpYBanu, ogepxytoum 6iny teepay pevosuny (0,364r). Tnn. 171-172°C; MB 162,12; MC
(M/e) 163 (M'+1).

MPUTOTYBAHHA 60

1-(3-BeHsunokcndpeHin)-1H-tetpason

[o po3sunHy 3-6eHaunokcundperinamivy (1,50rpam, 7,53mmonb) i outosoi kucnotm (15mn) npu 70°C gopasanu
po3unH etunoptocopmiaty (1,116r, 7,53MMornb) B ouToBiN KMCROTI (4Mn) i nepemiwyBann Ha npoTasi 4 roguH. o
poO34MHy ABOMA Mopuismu Jogasanu asva HaTtpito (1,468r, 22,6mMmornb) | ogepkaHy cymill nepemilysanu Ha npoTtasi 20
roauH npu TemnepaTypi 70°C. Cymiw ekctparyBanu etunauetatoMm. OB6'egHaHi opraHiyHi eKcTpakTM npomMuBanu
HaCU4YEeHUM PO3YMHOM rigpokapboHaTy HaTpilo | HACMYEHNM BOOHVMM PO3YMHOM Xropuay HaTpito, cywmnu Hag NaxSOs,
inbTpyBanu i KoHUeHTpyBanu. MNpoaykT oumLlany 3a gonomoroto nel-xpomaTorpadii Ha cunikaren BUKOPUCTOBYHOHU
B SIKOCTi entoeHTy cymiw 3/1 rekcaH/etunavetaT ogepxytoum 6ini kpuctanm (0,650r). Tnn. 85-86°C; MB 252,25; MC (m/e)
252,8 (M").

I'IIgVII')OTYBAHHFI 61

3-MeTuncynbdaHincpeHon

Kpisb ourtoBy kucroty (200mn) oxonomkeHy go -50°C nponyckanu rasonogionmin HBr (20r). JopaBanu M-
MeTokcudpeHinveTuncynedig (20rpam, 130mMmons) i 48% BoaHui po3unH HBr (10mn) i cymiw kvn'aTmnu i3 3BOPOTHIM
xonoavnbHWkoMm 3 roamHu. OUTOBY KMCROTY BigAdinanu i macno, Wwo 3anuuwanocs sunueanu B 150mMn nbogsHoi BoAw.



OpepxaHy cymiw ekcTtparyBanu pgieturnosum ediipom. O6'egHaHi ekctpakty npomuBarm 15% pos3unHom KOH,
NigKMCNoBanu KOHLEHTPOBaHOK XMOPBOOHEBOK KUCMOTOK i ekcTparyBanu gietunosum ecdipom. O6'egHaHi ekcTpaktn
cywmnm Haa Na2SO4, dinbTpysanu i KOHLEeHTpysanu oaepxytoun macro (11,5r). MB 140,205; MC (m/e) 141 (M'+1).

MPUTOTYBAHHA 62

1-MeTokcu-3-metuncynbdaHinéeHson

[o cycneHsii marHito (7,2rpam, 296mmorne) i oay (100mn) B gietnnosomy edipi (250mn1) nosinbHO Aogasanu M-
6pomatizon (47,0rpam, 250MMOnb) NpU CMOHTaHHOMY KuniHHi. [Jo odepxaHoi cymiwi gogaBann mMeTtungucynbdif
(16,0rpam, 160mMmorb) i nepemiwyBanu 1 roguHy. [Jo cymiwi gogasanu po3yvH Boaum (100Mn) i KOHUEHTPOBaHOI
XropBoAHeEBOI kucrnotu (30mn) i cymiw oxonomkyeanu. Lapu posginanu i BogHy ¢asy ekctparyBanu AieTUIIoBUM
edipom. O6'eaHaHi OpraHiyHi eKCTpakT CyLumnu Hag cynbdatom marHito, inbTpyBanu i KOHUEHTPYBanu A0 Macra, ske
oumwanu neperoHkoto (20mm Hg) npm 130-135°C. (23,5r).

MPUTOTYBAHHA 63

Etunosun ectep 2-(nipnguH-3-inMeToKCW )HKOTUHOBOT KUCMNOTH

[o posuuHy nipuguH-3-inmeTtaHony (0,59rpam, 5,4vmonek) B agumetundpopmamigi (20mn) goaasanm riapua HaTpito
(0,259rpam, 6,5mMMmorb) i nepemiwysanu 30 xBunuH. ETMnosuin ectep 2-xnopHikotuHoBoTi kucnotn (1,0rpam, 5,4Mmons)
Joaaeanu 4yepes LNpuL, A0 OOEPKAaHOro PO3UMHY i MepemillyBanu Ha NpoTA3i HOYi Npu KiMHaTHIA TeMmnepaTypi. Cymiw
po3Bogurm Bogoto (150mn) i ekctparyBanu gietunosum ediipom i etunauetatoMm. O6'egHaHi ekctpaktv npommeanu 1N
NaOH, Bogoto i HacM4YeHVM BOAHWM PO3UYMHOM Xropuay Hatpito, cywumnu Hag NaxSOs, inbTpyBanu i KOHUEHTpYBanm
oaepxytoun macno (1,3r). MB 258,28; MC (m/e) 259 (M*+1).

MPUTOTYBAHHA 64

2-(3-MeToKCcHKapboHiNdeHOKCM )HIKOTHOBA KMucrnoTa

[o po3uuHy 6eH3urnoBoro ectepy 2-(3-meTokcrkapboHingeHoKCM)HiKOTMHOBOT knucnoTn (1,1r) B meTtaHoni (15mn) i
eTunaueTtati (15mn) gogasanu 10% nanagin Ha Byrinni (0,2r). OgepxxaHy Cymill nepemillyBany npu TMcky BoAgHIo 30nci
Ha npoTssi 2 rogunH. KaTtanizatop Bigainam ginbTpyBaHHAM i PO34YMH KOHLEHTPYBaNN OAEPXYIO4N TBEPAY PEYOBUHY, AKY
pO3TUpanu 3 CyMiLLLLID MeTUNEHXTOPMA/ rekcaH, ogepxytoumn TBepay 6iny peyosuny (0,630r). MB 273,26; MC (m/e) 274

M*+1).
( I'II)DVII'OTYBAHHFI 65

BeHsunosun ectep 2-(3-meTokcmkapboHiNdeHOKen )HIKOTMHOBOI kncnotn Kpise po3umH GeHannosoro ectepy 2-(3-
noadeHokan)HikoTMHoBOI kncnomm (1,7rpam, 3,94mmons), dppf (0,131rpam, 0,24mmonb), Pd(OAc)2 (0,027rpam,
0,12mmorb) i TpueTunaminy (0,797rpam, 7,9MMorb) B MeTaHoni (10mMn) nponyckanyM MOHOOKCUA BYITIELID NpOTSrom 5
xBuUnvH. Cymiw HarpiBanu npu 60°C Ha npoTa3i 4 roauH, Bunvearm B 200mn BoAn i ekcTparysanu gieTunoemum eqpipom.
O6'egHaHi ekcTpakTM NpoMMBanM BOAOK i HACMYEHMM BOAHVMM PO3YMHOM XNopwuay HaTpito, CymMnu Hag cynbdaTtom
MarHito, inbTpyBanu i KOHUEHTPYBanu OAepXyIo4M Macrno, fke ouuwanu 3a Jornomorolo drelt-xpomaTtorpadii Ha
cunikareni, BUKOPMCTOBYKOUN B SIKOCTI entoeHTy 25% eTunaueTat/rekcaH (1,2r). MB 363,39; MC (m/e) 364 (M*+1).

MPUTOTYBAHHA 66

BeHsunosun ectep 2-(3-1oadeHOKCU)HIKOTUHOBOT KNCNOTH

Po3unH 6GeH3nnoBoro ecrtepy 2-xMOpHikoTMHOBOi kucnotn (1,7rpam, 6,86mmonb), kapboHaT uesito (4,5rpam,
13,7vmonb) i 3-oaceHon (1,7rpam, 7,54mMmonb) B anmeTundopmamigi (20mn) nepemiwyBanu npu temnepatypi 70-
80°C Ha npoTasi 2 rognH. Cymiw Bunmeanu B150mn Boau i ekctparyBanu gietunosum edipom. O6'egHaHi ekcTpakTu
npoMuBanu BoOOK i HACUYEHMM BOAHVM PO3YMHOM XIOPMAY HATPilo, CYlWWMNU Hag cynbdaToM marHito, dinbTpyBanm i
KOHUEHTpYBanu ogepXxytoun Macro, ke oumLlany 3a 4onoMoroto dnet-xpomatorpadii Ha curikareni, BUKOPUCTOBYHOUN
B AkoCTi emoeHTy 30% eTunaueTat/rekcaH (2,32r). MB 431,24; MC (m/e) 432 (M"+1).

MPUTOTYBAHHA 67

BeH3nnosui ectep 2-XrMOPHIKOTMHOBOIT KUCIIOTH

Po3uunH 2-xnopHikoTmHoBoi kucrotn (3,0rpam, 19,0mMorb), kapboHaT kanito (6,5rpam, 48,0mMorb) i 6eH3nnbpomis
(2,8mn, 24,0mmonb) B aumetnndopMamigi (20mn) nepemiwyBany npuv KiMHaTHIA TemnepaTtypi Ha NpoTasi Houi. Cymiw
Bunueanu B 200mn BoaM i ekctparysanu gietunosum edipom. O6'egHaHi eKCTpakTM nNpoMuBamm BOAOK i HaCMYeHUM
BOAHVM PO3YMHOM XIOpWUAY HaTpilo, CYWMNU Had CyrnbdaToM MarHito, inbTpyBanu i KOHUEHTPYBanu ogepxyooun
Macrno, sike ouynlany 3a Jonomorow cnew-xpomaTorpadii Ha curikareni, BAKOPUCTOBYIOUM B SKOCTI emntoeHTy 10%
eTvnaueTat/ rekcaH (2,8r). MB 247,69; MC (m/e) 247 (M").

MPUTOTYBAHHA 68

C-(5-XnopdypaH-2-in)meTnami

[o po3uunHy 5-xnopdypaH-2-kapbansgerigokcumy (1,38rpam, 9,5mMmorne) B TeTparigpodypaHi (30Mn) no kpannsm
poaasanu 1,0M nitinaniomoriapya (21mn, 21MMornbs) i CyMill KUI'ATANK i3 3BOPOTHIM xonoaunsHukom 30 xBunuH. Cymiu
oxonomxysanu go 0°C i racumm 5mn metaHony i 5mn HacuyeHoro po3unHy NH4Cl. Cymiw sunusanu B 150mn Boam i
ekcTparysanu gietunosum edipom. OB'egHaHi ekCTpakT MpoMuBany BOAOK | HACMYEHUM BOAHUM PO3UYMHOM Xopuay
HaTpito, cywmnu Hag cynbdaToM MarHito, inbTpyBanu i KOHUeHTpyBanu, ogepxytoun macno (0,403 r). MB 131,57;
MC(m/e) 130/131 (M").

Cnonyku onucani B MPUTOTYBAHHI 69-71 ogepxyBanu BignosigHo go metoauku onucaHin B MPUTOTYBAHHI 68
3aMiHIOuM okeuM 5-xnopdypaH-2-kapbanbaerigy BianoBigAHUM OKCMMOM. Yac npoBeaeHHs peakuii nexxas B Mexax Bif
1 o 24 roguH.

MPUTOTYBAHHA 69

C-(5-MetundpypaH-2-in)meTunamiy

MB 111,16; MC(m/e) 111 (M").

MPUTOTYBAHHA 70

C-(4-XnopTiogpeH-2-inmetunamiH MB 147,64.

MPUTOTYBAHHA 71

C-Tpuason-2-inmetunamin MB 114,19.

MPUTOTYBAHHA 72

5-XnopdypaH-2-kapbanbaerigokcum



Oo po3unHy 5-xnopdypaH-2«kapbanbgeriny (1,3rpam, 9,96mmonb) i NaOAc (1,8rpam, 21,9vmonb) B
metunenxnopugi (30mn) i Boam (30mn) popgasarm NH2OHeHCI (0,761rpam, 10,96MMonb) i cymiw nepemiwysanu npwm
KiMHaTHiN TemnepaTypi Ha NpoTA3i Houi. Cymiw BunmMBanu B 150mMn Boawm i ekcTparysanu gietunosum edipom. O6'eaHaHi
€KCTpaKTM MpoMMBANM BOA i HACUYEHUM BOAHVMM PO3YMHOM XIOpMAYy HaTpilo, Cylmnu Hag cynbgatom Martito,
hinbTpyBany i KOHLUEHTPYBaNM OaepPXYloumn Teepay peyosuHy (1,38r). MB 145,55; MC (m/e) 145/147 (M").

Cnonyku onucati B NMPUTOTYBAHHI 73-75 opgepxyBanu BignosigHO o metoauku onucaHin B MPUTOTYBAHHI 72
3amiHtooum 5-xnopdypaH-2-kapbaneaerig BignosigHMM anbaerigom. Yac nposeaeHHs peakLii nexas y mexax Big 1 oo
24 roguH.

MPUTOTYBAHHA 73

5-MeTnndypaH-2-kapbanbaerigokcum

Cymiw E/Z i3omepis; MB 125,11; HAMP (CDCls) 6 2,32 (3H, ¢), 6,03 (1H, n), 6,12 (1H, n), 6,0 (2H, c), 6,48 (1H, n),
7,22 (1H, n), 7,42 (1H, ¢), 7,91 (1H, c).

MPUTOTYBAHHA 74

4-XnopTtiodeH-2-kapbansaerigokcum MB 161,62.

MPUTOTYBAHHA 75

Tiazon-2«apbanbgerigokevim MB 128,17.

NMPUTOTYBAHHA 76

5-XnopdypaH-2-kapbansaerig,

Po3uunH 5-HiTpodypaH-2-kapbanbgeriny (14,1r) B KOHUEHTPOBaHIN XNOpBOAHEBIN kucnoTi (60mn) BANaptoBanu oo
~150mn. Cymiw Bunueanu B150Mn Boau i ekctparyBanu pfietunosum ediipom. OB6'egHaHi ekcTpakTM npoMuBanu
HacnyeHuMm NaHCOs, BOOOK i HaCUMYEHMM BOOHUM PO3YMHOM XOpUAY HaTpilo, CywmnuM Hag cynbdatoM Mmardito,
GinbTpyBanu i KOHUEHTPYBanNu oAepxyloun mMacro, ske ovullany 3a gonomororo drel-xpomaTtorpadii Ha cunikareni,
BUKOPWCTOBYIOUM B SKOCTi entoeHTy cymiw 20% eTunaueTtat/rekcaH, ogepxyioum 6iny tBepay pevosuHy (1,3r). MB
130,53; MC (m/e) 129/131 (M"+1).

NMPUTOTYBAHHA 77

2,4 ,6-TpndTop-6€H3nnamiH

Po3uunH 2-6pommeTnn-1,3,5-tpudpropbeHsony (2,0r,8,9mmons) i HMTA (3,1rpam, 22,2mmorb) B xnopodopmi (35mn)
KUM'ATUNK i3 3BOPOTHIM XONOANMBHUKOM Ha MpoTasi 18 roavH. 3anuuwok, Wwo yTBopuscs Bigainanu inbTpyBaHHaM i o
Hboro gopasanu meTaHon (10mn), Boay (5mMn) i KOHUEHTpOBaHy XTOPBOAHEBY kucnoTy (5Mn) i ogepxaHy cymiw
KMN'ATUNK i3 3BOPOTHIM XONOAMMABHUKOM Ha NpoTasi 4 roavH. Cymiw Bunueanu B 200mMn BOAM | NpoMUMBanM 4ie TUIOBUM
edipom. BogHwn wap nignyrosyBanu 5N po3umHoM rigpokanay HaTpito i ekcTparyBanu gietunosum edipom. O6'egHaHi
€KCTPaKTM MPOMMBANM BOAOK i HACUYEHMM BOOHUM PO3YMHOM XIOPMAY HATpilo, CywMnuM Hag cynbdaTtoM MarHito,
hinbTpyBanu i KOHLIEHTPYBanM, OAEPXKYouM Macno, ke oTeepaino npu ctosHHi (1,32r). MB 161,14; MC (m/e) 145 (M'-
NH2).

Cnonyku onucani B MPUTOTYBAHHI 78-79 opepxyBanu BignosiaHo 0o meToauku onucaHin B MPUTOTYBAHHI 77
3amiHiotoumn 2-6pommeTnn-1,3,5-tpudpropbeHson signosigHnm 6eH3onoM. Yac npoBeaeHHs peakLii nexxas y mexax sig 1
[0 24 roavH.

MPUTOTYBAHHA 78

C-(5-XnopTtio®eH-2-n)meTnnamin

MB 147,64; MC (m/e) 147 (M").

MPUTOTYBAHHA 79

C-(3,5-OnxnopTiodeH-2-in)metnnamix

MB 182,08; MC (m/e) 181-186 (M").

NMPUTOTYBAHHA 80

C-(3,4-AnxnopTiodeH-2-in)MeTunamid

[o po3unHy amigy 3,4-guxnopTiodeH-2-kapboHoBoi kucnotu (0,640rpam, 3,3MMorb) B TeTparigpodypaHni (20mn) no
kpannam pgogasanu 1,0M niTtinantomorigpng (7mMn, 7MMornb) i Cymill nepemilyBanu npu KiMHaTHIN TemnepaTtypi
npoTtarom 30 xaunuH. Cymiw oxonomxkysanu go 0°C i racunu 3mn metaHony i goaasanu no kpannsam Smn NH4Cl. Cymiw
Bunueanu B 100mMn Boawm i ekctparyBanu gietunosumMm ediipom. OgepxaHy cymiw dinbTpyBanu kpisb uenit. Ob'egHaHi
€KCTPaKTM NpOMUBANM BOAOK i HACMYEHMM BOAHMM PO3YMHOM XIOpMAY HaTpilo, Cylwmnu Hag cynbdaToM MarHito,
GinbTpyBanu i KOHLEHTPYBanNu, OAepXyluM Macro, sike ounllany 3a AOMNoMorot dneL-xpomartorpadii Ha cunikareni,
BMKOPUCTOBYIOUM B SIKOCTI €MtoeHTy cymiw 5% MeTaHon/metuneHxnopua, ogepxytoum macro (0,335r). MB 182,08; H
AMP (CDClz) 6 4,01 (2H, c¢), 7,09(1 H, c).

Cnonyku onucati B MPUTOTYBAHHI 81-88 ogepxyBanu BignosigHO o metoauku onucaHin B MPUTOTYBAHHI 80
3amiHioloum amig 3,4-guxnopTiodeH-2-kapboHOBOI KMCMOTU BigNOBIAHMM amigom. Yac npoBedeHHs peakuii nexas y
MexaxBig 1 0o 24 roaunH.

MPUTOTYBAHHA 81

C-(3-XnopTioeH-2-in)MeTunamin

MB 147,64; 'H AMP (CDCls) 6 3,99 (2H, ¢), 6,86 (1H, n), 7,16 (1H, p).

MPUTOTYBAHHA 82

C-BeHso[b1TioheH-2-in-metunamin

MB 163,26; MC(m/e) 163 (M").

MPUTOTYBAHHA 83

C-(5-TpudropmetnnTiodeH-2-in)meTunamiu

MB 181,20; MC (u/6) 181 (M").

MPUTOTYBAHHA 84

2-(5-AmiHomeTnnTioPeH-2-n)nponaH-2-on

MB 171,29.

NMPUTOTYBAHHA 85

2-(5-AmiHomeTun-3-xnopTiodeH-2-in)nponaH-2-on



MB 205,73; "H AMP (CDCl3) & 1,69 (6H, c), 3,92 (2H, c), 6,69 (1 H, c).

MPUTOTYBAHHA 86

2-(5- AMIHOMeTI/IJ'I(bypaH -2-in)nponaH-2-on

MB 155,22; "H AMP (CDCls) & 1,56 (6H, ¢), 3,77 (2H, c), 6,02 (1H, 1), 6,06 (1H, 7).

MPUTOTYBAHHA 87

3-(5- AMlHomeTl/lnTlocbeH-Z in)neHTaH-3-on

MB 199,35; 'H AMP (CDCl3) & 0,85 (6H, 7), 1,82 (4H, k), 3,97 (2H, ¢), 6,67 (1H, 1), 6,73 (1 H, A).

MPUTOTYBAHHA 88

2-(5- AMIHOMeTVIJ'I-4 -xnopTiodeH-2-in)nponaxH-2-on

MB 205,73;'H AMP (CDCls) & 1,60 (6H, c), 3,92 (2H, c), 6,71 (1H, c).

MPUTOTYBAHHA 89

Awvig 3,4-OuxnopTiodeH-2-kapboHOBOT KUCOTU

[o nepewmiwyemoi cycneHsii 3,4-gnxnopTiocdeH-2-kap6oHoBoi kucnotn (1,0rpam, 5,08Mmons) B MeTuneHxopuai
(20mn) i aumeTundopmamigi (0,2vn) gogasanu TieHinxnopua (1,9vmn, 25,3mMmorb) i cymiw KMN'aTunu i3 3BOPOTHIM
XonoaunbHUKOM npoTaroM 3 roguH. Cymill KOHUEHTpYBanm ogepXytoun macno. Macno nepeHocumM B MeTUREHXOpUA
(15mn), oxonogxyeanu o 0°C i Ha npoTsA3i 5 xBUNWH Kpisb ogepkaHnin po3vmH nponyckanu NHs3 nicng 4oro cymiw
nepemiwysanu 20 xsunuH. Cymiw possoamnu metuneHxnopugom (150mMn) npomuBanu BOAOK i HACUYEHUM BOAHUM
PO3YMHOM Xrlopuay HaTtpilo, Cywmnu Hag cynbdaToMm MarHito, inbTpyBanu i KOHUEHTpYBanuM oepxyloun TeBepay
peyoBUHY, SIKY OUULLIANK 3a AONOMOro0 drielt-xpoMaTorpadii Ha cunikareni, BUKOPUCTOBYIOYU B SIKOCTi €M0eHTY CyMmiLl
2,5% meTaHon/MeTuneHxnopua, OAepKyloum TBepay PeYOBUHY, Ky NOTIM Po3TMpany 3 METUNEHXTOPUAOM OAEPXKYoum
6iny TBepay peuouHy (0,475r). MB 196,06; MC (m/e) 195/197 (M').

Cnonyku onucati B NPUTOTYBAHHI 90-92 ogepxyBanu BignosigHoO Ao meToauku onucaHin B NMPUTOTYBAHHI 89
3amiHtoloumn 3,4-amxnopTiodeH-2-kapboHOBY KMCMOTY BiAMOBIAHOK KMCMOTOK. Yac npoBeAeHHs peakLii nexan y Mexax
BiA 1 00 24 roanH.

MPUTOTYBAHHA 90

3-XnopTiogeH-2-kapbamig

MB 161; MC (m/e) 161

5-TpudropmeTuntiodeH-2-«kapbamis

MB 195,18; MC (m/e) 196 (M"+1).

MPUTOTYBAHHA 92

5-(1- |_|£l,p0KO/I -1 -meTnn eTmncbﬁypaH 2«apbamig

MB 169,18; 'H AMP (AMCO-d®) & 1,40 (6H, c), 5,20 (1H, a), 6,26 (1H, a), 6,93 (1H, A), 7,24 (1H, wc), 7,58(1 H, wc).

MPUTOTYBAHHA 93

4-(2,2,2-TpudropeTokcn4beHannamix

[o posuunny 4-(2,2,2-tpudropeTtokcn)oenHsoHiTpuny (0,5rpam, 2,48vmornk) B TeTparigpodypani (10mn) gomasanu
1,0M nitinaniomorigpua (6,2mn, 6,2MMonb) i CyMilw KMN'ATUAN i3 3BOPOTHIM XONOAUNBHUKOM MNpoTAroMm 40 XBUNWH.
Cymiw oxonogxysanu go 0°C i racunm Smn meTaHony, SKMn goAasarnv no Kpannsam, i po3BoAMIN HaCYeHM pO34NHOM
NH4Cl (50mn). Cymiw ekctparyBanu gietunosum edipom. O6'egHaHi eKCTpakT NpOMMBanM HacWMYeHWM BOAHUM
PO34YMHOM XIOpMAY HaTpilo, CyLMnn Haj cynbdaTtoMm HaTpito, PinbTpyBanu i KOHLEHTPYBaNu OAEPXKYIOYM Macro, ske
ouvwanu 3a gonoMmorot dnew-xpomaTorpadii Ha cunikareni, BUKOPUCTOBYIOMM B SKOCTI entoeHTy cymiw 5%
MeTaHon/MeTuneHxnopua, oaepxkyroun macno (0,230r). MB 205,18; MC (m/e) 206(M*+1).

Cnonyku onucani B MPUTOTYBAHHI 94-106 ogepxyBanu BignoBigHO 40 MeToamkn onucativi B MPUTOTYBAHHI 93
3amiHiooun 4-(2,2,2-TpudTOPEeTOKCN )OEH3OHITPM  BIANOBIAHMM GEeH3OHITpUoM. Yac npoBefeHHA peakuii nexas y
MexaxBig 1 0o 24 roaunH.

MPUTOTYBAHHA 94

4- ,D,ManopmeTOKa/l -6eH3nnamiH

MB 173,18; "H AMP (CDCls): & 3,85 (2H, ¢), 6,48 (1H, 1), 7,09 (2H, m), 7,30 (2 H, m).

MPUTOTYBAHHA 95

C-( 1 H-1Hpon-5-in)metunamin

MB 146,21; MC (m/e) 1

'H SAMP (CDCl3): 5 6,47 (M, 1H), 6,26 (M, 1H), 3,91 (M, 2H). TC-MC (m/e, %) 131 (M, 100).

MPUTOTYBAHHA 97

4-AmiHoMeTUN-2,6-aTpeToyTMndeHon

MB 235; MC (m/e) 235 (M").

MPUTOTYBAHHA 98

2.3-Andprop-6eH3unnamin MB 143,14.

MPUTOTYBAHHA 99

2-(4-AmiHomeTun-2-xnopdeHin)nponan-2-on MB 199,70; MC (m/e) 199/201 (M").

MPUTOTYBAHHA 100

2-(4-AmiHomMeTnN-3- Xl'lOpCbeHIJ'I)I'IpOI'IaH -2-on

MB 199,70; MC (m/e) 198/200 (M"+1). 'H SIMP (CDCls): 5 1,54 (6H, c), 3,89 (2H, ¢), 7,31 (2H, m), 7,48(1 H,z).

MPUTOTYBAHHA 101

1-(4-AviHomeTun®eHin)umkrnobyraHon MB 177,27; MC (m/e, %) 177 (M\ 3), 160 (45), 148 (100).

MPUrOTYBAHHA 102 1 -(4-AviHomeTundenin )npon-2-iH-1 -on MB 161,22; MC (m/e, %) 160(M", 15), 115 (20), 106
(100).

MPUTOTYBAHHA 103

4-(2-Metun-[1,31aiokconan-2-in)6eHsunamin MB 193,248; MC (m/e) 178 (M*-NHs).

MPUTOTYBAHHA 104

C-(1,4-Niokcacnipo[4,51aek-8-n)metunamin MB 171,241; MC.(m/e) 172-(M"+1).

MPUTOTYBAHHA 105



1-(4-AmiHomeTvndenin)etaHon MB 151,21; MC (m/e) 152 (M"+1).
MPUTOTYBAHHA 106
2-(4-AmiHomeTun-3-chtopcpenin)nponan-2-on 'H SIMP (CDCls): 6 1,54 (6H, c), 3,89 (2H, c), 7,30 (2H, m), 7,48 (1H,

MPUTOTYBAHHA 107

4-(1-Tigpokcu-1-veTnneTmn)6eH3oHI TpUn

[o nepewmiwyemoro po3uvnHy 4-uiaHoauetodeHoHy (49,5r, 0,34morb) B cyxomy TeTparigpodypari (400mn) npwu
Temnepartypi -78°C no kpannam gogasarm 3,0M metunmarnivixnopmg (150mn, 0,45monb). Cymilw nicnst Yoro MoBifbHO
HarpiBanu go 0°C 6nmsbko 3,5 roamH i noTim racurm meTtaHonom (80mn), goAaaroum horo no kpannsm. Cymilw BunvMBanu y
Boay (1000mn) i nigkmucnoBanu o pH-3 wWaBneBo KUCMOTOK | MOTIM ekcTparyBanu etunauetatom (2x500mn).
Ob6'eqHaHi opraHiyHi ekcTpakT npommeany Bogoto (2x100Mn), HACMYEHUM BOOHMM PO3YMHOM Xropuay HaTpito (100mn),
cyumnm (MgSO4) i noTiM KOHLEHTpPYBanuM Mif BakyyMOM oJepxyloun 6innidi 3anuwok, ske ounwann dnew-
xpoMaTorpadieto Ha cunikarerni, BAKOPUCTOBYIOUM B SIKOCTi entoeHTy cymiw 20% etunauetaT/rekcaH, ogepxyroum 13,51
YMCTOro Macna, sike OTBepAino npu CTosHHI. Tnn. 45-7°C.

MPNTOTYBAHHA 108

4-(2.2,2-TpnTOpETOKCU ))BEH3OHITPMN

[o po3unHy 4-uiaHodeHony (5,0rpam, 42,0mmons) B HMPT (40mn) agogasanu rigpug Hatpito (1,68rpam, 42,0Mmorb)
i nepemillyBanu Ha nNpoTasi 15 XBUNUH Npy KiMHaTHIA TemnepaTypi. 3a 4ONOMOroto Wnpuua 4o CyMilli fofjasanu 2,2,2-
TpudptopemnmeTaHcynbgoHat (8,98rpam, 50,4mmonb) i cymiw nepemiwyBanu npu 140°C Ha npoTsasi Houi. Cymiw
OXONopKYyBanu A0 KiMHATHOI TemnepaTypu, po3soaunu 300mn nboasiHoi Boau i 50mn 2N xnopBOAHEBOT KMCMOTH i
ekcTparyBanu gietunosmm ediipom. O6'egHaHi ekcTpakT npomuBanu Bogot, 1N rigpokcuaoM HaTpito i HacMyYeHuM
BOAHUM pPO3YMHOM Xropuay HaTpito, cywmnu Hag NaSOs, dinbTpyBanu i KOHUEHTpYBanu, odepXylouuM Macro, sike
ouvwanu drew-xpomartorpadieto Ha cunikareni, BMKOPWUCTOBYIOMM B SKOCTI enoeHTy cymiw 25% pietunosun
eduip/rekcaH, ogepxytoumn macno (2,68r). CuHtes 727 (1980).

MPUTOTYBAHHA 109

1-(5-XnopTtio®eH-2-in)etmnamin

Po3unH 1-(5-xnopTiodeH-2-in)etaHony (5,0rpam, 31,0Mmonb) B dpopmamigi (6mn, 150,0mmonb) nepemiwlyBanu npu
Temnepatypi 160°C npotarom 18 rogwH. Cymiw sunuesanu B 200mMn BOAM i ekcTparyBanu AieTMnoBuMm edipom.
O6'egHaHi ekcTpakTV MPOMMBanM BOAOHK i HACMYEHMM BOJHVMM PO3YMHOM XIopuay HaTpito, Cylmnu Hag cynbdaTtom
MarHito, pinbTpyBanu i KOHUEHTpYBanu oJepxyloun macro, sike ounwanu dnew-xpomaTorpadieto Ha cunikareni,
BMKOPMCTOBYIOUMN B SKOCTI entoeHTy cymiw 20% eTvnaueTat/ rekcaH, ogepxytoun macrno. Macno nepeHocunu B 26 Mn
6N NaOH, 20mn meTaHony i 5mn TeTparigpodypaHy i Cymill KUN'aTUNK i3 3BOPOTHIM XONOAUMbHUKOM MPOTATOM TPbOX
roavH. Cymiw sunusanu B 200mn Boau i exctparyBanu gietunosum edphipom. OG'eqHaHi eKCTpakTW KOHLUEHTpyBanu,
oAepxyoun TeMHe macro (2,3r). MB 161,67; MC (m/e) 161 (M").

Cnonyku onucadi B MPUTOTYBAHHI 110-111 ogepxyBanu BignoBigHo Ao MeToanku onucanii B MPUATOTYBAHHI
109 3amiHtooum 1-(5-xnopTiodeH-2-in)eTaHoH BiANOBIAHUM anbaeriaom abo keToHoOM. Yac npoBeaeHHs peakuji nexas y
MexaxBig 1 go 24 roaunH.

MPUTOTYBAHHA 110

C-(5-MetunTiobeH-2-in)meTnnamiu

MB 127,23; MC (m/e) 127 (M").

MPUTOTYBAHHA 111

C-(3-MetunTioheH-2-in)metTunamin

MB 127,23; MC (m/e) 127 (M").

MPUTOTYBAHHA 112

5-AmiHomeTun-1,3-anrigpoiHaon-2-oH

o po3unHy 2-okco-2,3-aurigpo-1H-iHgon-5«ap6oHiTpuny (1,3r) B metaHoni (30mn) gogasanm 10% PtO. (0,200r).
OpepxaHy cymilw nepemillyBanu npu TUCKY BogHo 44nci Ha npoTtasi Houi. KaTtanizatop Bigainanu inbTpyBaHHAM i
CYMill Cylwmnu HapA cynbdaTtom HaTpito. PO34MH KOHLIEHTpYBanu niJ BaKyyMOM OLEPXKYHUM >KOBTY TBEPAY PEYOBUHY
(1,1r). MB 162; MC (m/e) 162 (M").

MPUTOTYBAHHA 113

2-Okco-2,3-gurigpo-1H-iHgon-5-«ap6oHiTpun

Po3uuH 3,3-gnbpom-2-okco-2,3-gurigpo-1H-ingon-5«apboHitpuny (10,5rpam, 33,3mmornk) i Zn mun (22,0rpam,
338,5Mmorb) B ouTtoBi kucroTi (250mn) nepemiwyBanu npw KiMHaTHIN TemnepaTypi npoTtsarom 45 xeunuH. Cymiw
GinbTpyBanu Kpise UeniT i KoHueHTpyBanu pfocyxa. OpepxxaHe macno possoaurm 300mn Bogwm i ekcTparyeanu
etunaueTtatom. O6'egHaHi ekctpakTv npomuBanm 1N rigpokcMaoM HaTpilo i HACUYEHUM BOOHWM PO3YMHOM Xropuay
HaTpito, CyLLMNM Haj cynbdaToM MarHito, inbTpyBanu i KOHUEHTPYBanu oaepxytoum 6iny TBepay peyosuHy (1,9r). MB
158.

MPUTOTYBAHHA 114

3,3-Anbpom-2-okco-2,3-aurigpo-1H-ingon-5-«ap6oHiTpun

o po3uvHy 1H-IHpoon-5-kap6oHiTpuny (5,0rpam, 35,2mMmonb) B t-6yraHoni (300mn) popmaeanu nepOpomia
nipuavHinbpomiagy (37,5rpam, 105,6mmornb) npotarom 10 xBUNuH i nepemilyBanu Ha NPoTA3i 2 rOAUH NPU KIMHATHIN
Temnepatypi. CymilWl KOHUEeHTpyBanu, odepxyiounm opamwxese macno. OgepxaHe macrno possoaurm 500 mn Boau i
ekcTparyBanu etunaueTtatom. OO6'egHaHi eKCTpakTy MpoMMBanM BOAOK i HAaCMYEHMM BOAHMM PO3YMHOM Xropuay
HaTpito, CyLLMNM Hag CynbdaToM HaTpito, PiNnbTpyBanuM i KOHUEHTPYBanu, OAepPXYumM XOBTy TBepay peyvoBuHy (10,37T).
MB 315,95; MC (m/e) 316 (M"+1).

MPUTOTYBAHHA 115

6-AviHo-3H-6eH300kca30mn-2-0H

Po3unH 6-HiTpo-3H-6eH3ookcazon-2-oH (8,4rpam, 46,0mmorb) i ornoso (16,0r) B KOHUEHTPOBAHIN XNOPBOAHEBIN
kucrnoTi (100mn) nepemiwysanu npu TemnepaTypi 60°C Ha npoTsasi 2 roanH. Cymilw po3soaunu BOAOH0, MiAyrosyBanm



no pH 12 i ekctparyBanu etunauetatom. O6'efHaHi opraHiyHi eKCTpakTV CyluMnu Hag, cynbaTtom HaTpito, dinbTpyBanu
| KOHLEHTPYBaNW, OAEPXKYIouN OparKeBy TBEpay peyoBuHY (2,45r). MB 150; MC (m/e) 151 (M*+1).

MPUTOTYBAHHA 116

6-Hitpo-3H-6eH300kca3on-2-oH

Po3unH 3H-6eH3o0kcason-2-oHy (10,0r) B KOHUEHTpOBaHi a3oTHin kucnoTi (100mMn) nepemiwyBanu npu
TemnepaTtypi 40°C. YTBOpIOBaBCA Ocap i TemnepaTypa peakuiHoi cymiwi nigivimanacs. PeakLjiniHy cymill o xonogxysanu
Hwwk4e 50°C Ha nboasHi 6aHi. Cymil po3BoAMNM NbOASHOK BOAOHD i 3anMMLLOK Biaginanu dinsTpyBaHHaM. MpoaykTt
npomMuBanu BOAOLO, oaepxytoun 6iny teepay pevosuHy (8,4r). Tnn. 239-241.

MPUTOTYBAHHA 117

ETtunosun ectep 5-amiHomeTnn-1H-iHgon-2-«kap06oHOBOT KNCTOTH

Po3uuH eTtunosoro ecTtepy 5-uiaHo-1 H-ingon-2«apBoHoBoi kucrot (1,8rpam, 8,4mmons) i BusN'BH3 B
MeTunenxnopugi (80mMn) KMN'ATUMK i3 3BOPOTHIM XONOANIBHAKOM Ha NPOTA3i 4 ro4MH.

CyMill KOHLEHTpyBanu OAepXKYluM KOpUYHeBe macro, sike po3unmHanu B 10% poO3unHi XNOpBOAHEBOI KMCMOTU
(50mMn) T cymiw KMN'ATUAK i3 3BOPOTHIM XonoAusrbHWKOM npoTarom 1 roguHu. Cymiw ekcTparyBanu eTunaueTatoMm i
HenTpanidyBanu o pH7. BogHui wap ekcTparyBanu etunauetatoMm. OG'egHaHi OpraHiyHi €KCTpakTM CYWMnu Hapg,
cynbdaToM HaTpito, inbTpyBanu i KOHLEHTpYBanNu ofepxytoun TBepay cnonyky (0,920r). MB 218,258; MC (m/e) 218
(M").

MPUTOTYBAHHA 118

3,5-OuTpeTOyTnn-4-rigpokcnbeH3oHITpun

PosunH 3,5-gutpetoymun-4-rinpokcubeHsanbaerigokcumy (3,0rpam, 8,4mmorb) B ouTOBOMY aHrigpuai (6mn)
KMM'AaTUNK i3 3BOPOTHIM XONOAWUNBHUKOM Ha npoTasi 2 roguH. Cymiw oxonomkyeanu go 0°C i pogaBanu HacuuveHuin
po34uH rigpokapboHaTy HaTtpito. Cymill ekcTparyBanu metuneHxnopugom. O6'egHaHi eKCTpakTM MPoOMMBany Hacu4eHUM
pO34MHOM rigpokapboHaTty HaTpito, CYLUMnu Haa cyrnbdaToM HaTpilo, pinbTpyBanu i KOHUEHTPYBanu, o4epXytoum TBepay
cnonyky. Ogep>xaHuin NPOAYKT PO34MHANM B AieTunoBoMy edipi i ekctparyBanu 1N rigpokcnaom HaTpito, micns 4oro
nigkucniosanu go pH1 i ekctparyBanu etnnauetatom. EKCTpakT cylumnu i KOHLEHTPYBanun, OAePKYI04UN XXOBTUI TBEPAUN
NPOAYKT, SIKWIA MepekpucTanizoByBanu 3 cymilli etunauertaTt/rekcaH, ogepxytoumn 6ini kpucranu (1,05r). MB 231; MC
(M/e) 249 (M*+NH.").

MPUTOTYBAHHA 119

3,5-OitpeTOyTMn-4-rinpokcmMbeH3anbaeriioKCym

Po3uuH 3,5-gitpetoymmn-4-rinpokcnbensansaerig (10,0rpam, 42,67mmons ), NH2OHeHCI (14,83rpam, 213,3MMonb) i
40% KOH (80mn) B metaHonm (100mMn) nepemiwyBanuM npu KiMHaTHIN Temnepatypi npoTtarom BikeHay. Cymiw
KOHUEeHTpYyBanu i Biggdinanm metaHon. BogHmi wap nigkncnioBanu i ekctparyBanu etunauetatom. O6'egHaHi eKCcTpakTu
npoMuBanu BoOOK i HACUYEHMM BOAHMM PO3YMHOM XIOPUAY HaTPilo, CYlWMNU Hag cynbdaTtoM HaTtpito, dinbTpyBanm i
KOHLIEHTpYBaNW, OEPXYIOHM XOBTY TBEPAY peyoBuHy (8,9r). Tnn. 122-124°C; MB 249; MC (m/e) 249 (M").

Cnonyky onucary B NMPUTOTYBAHHI 120 ogepxyBanu BignoBigHo Ao metoauku onucariv B MPUTOTYBAHHI 119
3amiHtotoum 3,5-gitpeToyTnn-4-rigpokevbenHsanbaeria BignoBigHMM anbgerigom. Yac npoBedeHHA peakuii nexas y
MexaxBig 1 go 48 roanH.

MPUTOTYBAHHA 120

4-Mppokcn-3,5-gumeTnndeHansaerigokcum

MB165;MC(m/e)166(M"+1).

MPUTOTYBAHHA 121

4-AmiHomeTun-2,6-gumeTundeHon

Po3unH 4-rigpoken-3,5-gumetuntensansgerigokeumy (1,0rpam, 6,06mmorns) B ouToBin kucnoTi (30mn) i Zn nun
(4,0rpam, 61,2vmorb) nepemiwyBanu npu TemnepaTtypi -60°C Ha npoTasi 2 roguH. Cymiw dinbTpyBanu Kpisb LeniT,
nianyroByBany BOAHWM PO34MHOM FiAPOKCUAY aMOHito i ekcTparyBanu xnopodopmMom. OB'eqHaHi eKCTpakTU CyluMny Hapg
cynbdaToM MarHito, hinbTpyBanu i KOHLEHTpYBanu oaepxyroun niny (0,90r). MB 151; MC (m/e) 151 (M").

MPUTOTYBAHHA 122

1-(2-XnopdeHin)etax-1,2-gion

o iHTeHonBHO nepemiwwyemoi cymiwi All-mix (1,4r) y Bogi (5mn) i t-6yraHoni (5mn) npu TemnepaTtypi 0°C gopasanu
1-xrop-2-BiHin6eH3on (0,140rpam, 1,0Mmomb) i ogepxaHy Cymill nepemillyBanv Ha NpoOTHA3i 2 roguvH Npu TemnepaTypi
0°C. [o cymiwi gogasanu cynbdat HaTtpito (1,5r) nicna 4oro ii HarpiBanu Ao KiMHaTHOI TemnepaTypu npoTaroMm 1
roamHun. Cymiw ekctparyBanu metuneHxnopuaom. O6'eaHaHi eKCcTpakTu npomMmBany HacUYEHUM BOOHUM PO34YUMHOM
XIopuAay HaTpitlo, Ccywmnu Hag cynbdatoM HaTpito, QinbTpyBanu i KOHUEHTpyBanu, ogepxkytounm GesbapBHe macno
(0,190r). MB 172,61; MC (m/e) 190 (M'+18).

MPUTOTYBAHHA 123

Awig 4-xnop-5-(1-rigpokcu-1-veTnneTnn)TiodeH-2-kapOOHOBOT KNCIOTU

Po3unH meTunoBoro ectepy  4-xnop-5-(1-rigpokcu-1-metunetmn)tiodeH-2-kapboHoBoi  kucrnotm  (2,4r) B
koHaeHcoBaHoMY NH3 (20mn) i meTaHoni (10mMn) nepemilyBann npu KiMHaTHIN TemnepaTypi B repMeTe3oBaHin konoi
npoTarom 3 gHiB. PO3YMHHUK BigraHsm nig BakyyMOM OEPKYHOuM TBEPAY CMONYKY, SIKY OYMLIANU 3a ONOMOro dneLu-
xpomaTtorpadii Ha cunikareni, BUKOPUCTOBYIOUM B SIKOCTi €JII0EHTY CYMill PO3YMHHUKIB 5% MeTaHonMeTtuneHxmnopua,
OZlEPKYIOUMN XKOBTO-KOPUYHEBY TBEPAY peyoBuHy. OaepxkaHy Cnonyky po3tupanu gietunosuMm edipoMm ogepxyroum Giny
TBepay peqosuHy (1,6r). MB 219,71; MC (m/e) 237 (M'+18) 220 (M +1).

Cnonykn onmcadi B T[PUTOTYBAHHAX 124-125 opepxyBanu BignoBigHO [0 MeTOAMKM OMUCaHii B
MPUTOTYBAHHI 123 3amiHotoumM meTunosun ectep 4-xnop-5-(1-rigpokcn-1-metunetun)tiocdeH-2-kapOoHOBOI KNCIOTH
BigNoOBigHMM ecTepoM. HYac npoBeaeHHs peakuii nexas yMexaxsig 1 40 72 roanH.

MPUTOTYBAHHA 124

Awig 5-(1-etun-1-rigpokcunponin)TiodeH-2-kap6oHOBOT KMCNOTH

MB 213,33: MC(m/e) 213 (M"),

MPUTOTYBAHHA 125

Awig 3-xnop-5-(1-rigpokcu-1-veTnneTnn)tiodeH-2-kapOOHOBOT KUCIOTU



MB 186,63; 'H AMP (CDCls): 5 1,63 (6H, c), 6,85 (1H, c).

MPUTOTYBAHHA 126

Metunosin ectep 4-xnop-5-(1-rigpokcn-1-metnneTuntiodeH-2-kapOoHOBOT KMCNOTU

[o posuuHy giisonponinamiHy (6mn, 38,9Mmonb) B. TeTparigpodypaHi (15mn) npu temnepatypi 0°C no kpannsm
popasanu 2,5M H-BuLi (16mn) i cymiw nepemiwyBann npu Temnepatypi 0°C npotarom 10 xBunuH. Cymiw
oxonomkyBanu no -78°C i mo kpannam popasBanu 4-xnopTtiogeH-2-«kapboHoBy kucnoty (3,0rpam, 18,5mMmornb) B
TeTparigpodypaHi (15mn) gogasamm, cymil nepemiwysann Ha npoTasi 20 xBunuH i ToAi goaasanu auetoH (1,6mn,
22,2mMMorb) i cymill MOBINbHO HarpiBammM Ao KiMHaTHOI TemnepaTypu 1 roguHy. Cymiw Bunueanu B 200mMn Boaw i
eKkcTparysanu gietunosum edipom. BogHui wap nigkucnoBanu o pH 4 WaBneBow KACMOTOK i ekcTparysanu
metuneHxnopugom. O6'egHaHi ekcTpakTV npoMuBanu BOAOK, CYWMNW Hafh cynbdaTtom Marhilo, QinbTpyBanu i
KOHLEHTpyBanu 0o TBepAoro 3anuwky. OgepkaHuii 3anuvLiok nepeHocunu B gietunosuii ecbip (100mn) i o6pobntosanu
CH2N2 npu temnepatypi 0°C. PeakuiiHy Cymill racMnm OLTOBOK KMCMOTO, pO3BOAMIN AieTuroBuM edipom (300mn) i
npoMmnBany HaCMYEeHMM BOLAHUM PO3YMHOM riapokapboHaTy HaTpito, BOAOK i HACMYEHUM BOAHMM PO3YMHOM Xnopuay
HaTpito, cywmnu Hag cynbdaToM MarHito, inbTpyBanu i KOHUEHTpYBanu OfepXyluuM Macrio, ske ouvwanu 3a
gonomoroio grielt-xpomaTtorpadii Ha cunikareni BUKOPUCTOBYIOMM B SIKOCTI entoeHTy cymiw 20% eTunaueTat/rekcaH,
OAepXyiouM TREpAY peHoBuHy (2,42r). MB 234,72; MC (m/e) 234/236 (M'+1).

Cnonyku omucaHvi B TPUTOTYBAHHAX 127-129 opepxyBanu BignoBigHO [0 METOAMKM OMUCAHIN B
MPUTOTYBAHHI 126 3amiHtotoum 4-xnopTiodeH-2-kapboHOBY KMCNOTY BiANOBIAHOK KWcCroTow. Yac npoBedeHHs
peakuii nexxas y mexaxBig 1 0o 24 rognH.

MPUTOTYBAHHA 127

Awig 5-(1-rigpokcn-1-veTtuneTmn)dypaH-2-kapboHOBOT KMCNOTH

MB 184,21; MC(m/e) 184 (M").

MPUTOTYBAHHA 128

Metunosun ectep 5-(1-etun-1-rigpokcunponin)tioPeH-2-kapboHOBOT KNCNOTH

MB 228,34; MC (m/e) 228 (M").

MPUTOTYBAHHA 129

MeTunosun ectep 3-xrnop-5-(1-rigpoken-1-meTnneTmn)tiopeH-2-kapbOHOBOT KMCOTU

MB 234,70; '"H AMP (CDCls): & 1,62 (6H, ¢), 3,85 (3H, ¢), 6,84 (1H, c).

MPUTOTYBAHHA 130

Etunosun ectep 5-amiHONEHTaHOBOI KUCNOTU

Po3unH 5-amiHoneHTaHoBOi kucriot (1,06rpam, 9,0mMorb) | TieHinxnopug (20,0mn1) nepemiwyBanu npu KiMHaTHINA
TemnepaTypi npoTarom 2 roauH. PO3umMHHKK BigraHam nig BakyymoMm i 40 cymiwi gogasanu etaHon (26,5vn) i weuako
HarpiBanu. Yepes 2 roanH1 po3yvH KOHLEHTPYBanu oaepXyroum XoBTy TBepay pedosuHy (0,580r). MB 145,22; MC (m/e)
146 (M"+1).

Cnonyky onucany B MPUTOTYBAHHI 131 oaepxyBanu BignosigHo Ao meToavku onucaHin B MPUTOTYBAHHI 130
3aMiHI04YM 5-amiHONeHTaHOBY KMCNOTY BiAMOBIAHOK KMCNOTO. Yac npoBeAeHHs peakuii nexas y mexax Big 1 go 24
rOAVH.

MPUTOTYBAHHA 131

ETtunosun ectep TpaHc-4-amiHOMeTUN-LMKNorekcaHkapboHOBOI KNCNOTK

MB 185,28; MC (m/e) 186 (M"+1).

MPNTOTYBAHHA 132

MeTunosun ectep 5-(1-rippokcu-1-metTnneTnn)gypaH-2-kapboHOBOT KNCNOTU

[o posuuHy giisonponinamivy (7,6mn, 54,0mmons) B TeTparigpodypaHi (20mn) npn Temnepatypi 0°C pgopasanu
2,5M H-6yTtunnitito (22mn, 54,0mmonb). Cymiw oxonompkyBanm go -78°C i no kpannsam gogaBanu po3yvH dypaH-2-
kapboHoBoi kucrnotn (3,0rpam, 27,0Mmornb) B TeTparigpodypaHi (20mn), nepemiwyBanu Ha npoTtasi 20 xBUNWH i
pogaesanu auetoH (2,4vn, 32,0mmonbk). Cymiw nepemiwyBanu npu Temnepatypi -78°C npotarom 10 XBUMUH i NOTim
HarpiBanu go KimHaTHoOT TemnepaTypu npotarom 1 roanHn. Cymiw Bunueanu B 200mn BoAuW, NiAKMCOBany LIABNEBOIO
kucrnoToto Ao pH 2 i ekctparyBanu gietnnosum ecdipom. O6'eqHaHi eKCTPaKTM NPOMUBANM BOAOK i HACUYEHUM BOOHUM
PO34YMHOM XIOpuAay HaTpito, CylmMnu Hag cyrnbdaToM MarHito, inbTpyBanu i KOHUEHTpyBanuM ogepXyloum Teepay
peyosuHy (0,580r). MB 145,22; MC (m/e) 146 (IVT+1).

MPUTOTYBAHHA 133

3-Xnop-4-(1-rigpokcun-1-meTuneTun)beH3oHiTpun

[o posunHy metunoBoro ectepy 3-xmnop-4-uiaHobeH3omHoi kucnotm (2,0rpam, 10,0mmore) B TeTparigpodypaHi
(30mn) npn TemnepaTtypi -40°C no kpannam gogasam 3,0M CH3MgCl (8mn, 22,0mmonb). Cymiw noTim Harpisamm go
KiMHaTHOT TemnepaTypu NpoTArom oOAHiei roauMHu. PeakuinHy cymiw racunu 10mMn meTaHony, sSikui gofjasanu Mo
kpannaMm, sunueanu B 200 mn BoauW, NiAKMCNIOBamM LLABMEBOK KUCMNOTOW i ekcTparyBanu eTtunaueTtatom. Ob'eaHaHi
€KCTPaKTM NpoMMUBanu BOAOK i HAaCMYEHMM BOAHMM PO3YMHOM XIOpMAY HaTpilo, Cywmnu Hag cynbdaToM MarHito,
inbTpyBanu i KOHLEHTPYBaNM oaepxyloun macno (2,1r). MB 195,60; MC (m/e) 195/197 (M").

Cnonyky onucany B MPUTOTYBAHHI 134 opgepxyBanu BignosigHo Ao MeToavku onucaHin B MPUTOTYBAHHI 133
3aMiHIOYM MeTUNoBUN ectep 3-xrop-4-UiaHOBEH30MHOT KMCMOTU BiQNOBIAHMM ecTepoMm. Yac npoBedeHHs peakuii
nexaes y mexaxBig 1 0o 24 roavH.

MPUTOTYBAHHA 134

2-Xnop-4-(1-rigpokcun-1-mMeTuneTun)beH3oHiTpun

MB 195,60; MC (m/e) 195/197 (M").

MPUTOTYBAHHA 135

MeTunosun ectep 2-xnop-4-LiaHobeH30MHOT KUCTOTH

Po3unH metunoeuii ectep 4-6poM-2-xop6eHsonHoi kucnotm (3,1rpam, 12,0mmonb), Zn(CN)2 (0,875rpam,
7,0mmornb) i Pd(PPhs)s (0,555rpam, 48,0mmonb) B gumeTtundopmamigi (30mn) HarpiBanu npu temnepatypi 90°C Ha
npoTsi3i Houi. PeakuiliHy cymiw Bunmeanu B 200Mn HacnyeHoro po3umHy rigpokapboHaTy HaTpilo i ekcTparyBanu
npietnnosum ecipom. O6'eqHaHi eKCTpaKkTM NpoMMBany BOAOK i HACUYEHNM BOOHUM PO3YMHOM XITOPUAY HaTpito, CyLuMnu



Hag cynbgaToM MarHito, inbTpyBanu i KOHUEHTpYBanu OOEepXYuM Macro, sike ouvvwany 3a [OrnoMOorow drel-
xpomaTorpadii Ha cunikareni, BUKOPUCTOBYIOUM B SIKOCTi entoeHTy cymiw 20% etunauetaT/rekcaH, ogepxytoum Oiny
TBEpPAY PeUoBUHY (2,1r). MB 195,61; MC (m/e) 195/197 (M").

Cnonyky onucaHy B NMPUITOTYBAHHI 136 ogepxysanu BignoBigHo Ao metoauku onucaHiv B MPUTOTYBAHHI 135
3aMiHlOluM  MeTunoBuin ectep 4-6pomM-2-xnopbeH30MHOT  KMCNOTM  BIANOBIOAHMM  MeTunoBMMm ectep  3-xrop-4-
TpupTopmeTaHcynboHiNokcMbeH30MHOT kncnom. Yac npoBeadeHHs peakuji nexas y Mexax Big 1 o 24 roauvH.

MPUTOTYBAHHA 136

4-TpudropaueTnéersoHiTpun MB 199,13; MC (m/e) 199 (M").

MPUTOTYBAHHA 137

(S)-(+)-TpaHc-1-(4-AMiHOMEMeTUNLUKOreKcun )eTaHon

OpepxxyBanu 3a MeTOAUKO ModibHin go Toi, wo onucaHo B NMPUTOTYBAHHI 253 3 6eHsunosoro ectepy (S)-(+)-
(TpaHc-4-(1-ngpokcreTun)umkrorekcunMveTunkapbamiHoBOT KUCNOTH, SSKUI ofepKyBanu 3 6eH3UoBOro ectepy (TpaHc-
4-aueTunuuknorekcunmeTnn)kapbamiHoBoi KMCNoOTU BUMKOpMCTOBYIoUM MoHorigpat (R)-2-MeTun-CBS-okcaszaboponigvH
3a ymoB nogibHnx go onncannx s NPUTOTYBAHHI 254.

MPNTOTYBAHHA 138

1-(4-AmiHoMeTUNdeHIn-2,2,2-TpudTopeTaHon

[o po3sunHy 4-tpucpropauemmnteHsoHitpuny (0,840rpam, 4,49mmorb) B TeTparigpodypaHni (20mn) no kpannsm
popasanu 1,0M nitinantomorigpma (15mn, 14,8mmorns), cymiw nepemiwysanu npu Temnepatypi 0°C npotarom 10
XBUINWH | NOTIM CyMill KUN'ATUNK i3 3BOPOTHIM XonoaunbHukom npoTtarom 30 xsunuH. Cymiw oxonogxysanu go 0°C,
racunn 10Mn MeTaHony, Ao4aryn KOoro no kpanmsm i pozsoaunu xnopodgopmom (300mn). Cymiw npommanu BoAoto,
cywmnu Hapg cynbdaToM MarHito, QinbTpyBanu i KOHUEHTPYBanu, O4epXyluM Macro, Ske oyvwanu 3a AOnOMOror
drew-xpomMmaTorpadii Ha cunikareni, BUKOPUCTOBYIOUM B HAKOCTI emnoeHTy cymiw 5% MeTaHon/MetuneHxnopua,
oaepxytoun Teepay crnonyky (0,350r). MB 205,20; MC (m/e) 205 (M").

Cnonyky onucany B MPUTOTYBAHHI 139 opgepxyBanu BignosigHo Ao meTtoavku onucaHin B MPUTOTYBAHHI 138
3amiHioun 4-TpudptopaueTMnbeH3oHiTpUN BIANOBIAHUM HiTpunoMm. Yac npoBefdeHHs peakuii nexas y mexax Big 30
XBUJTMH A0 24 roauviH.

MPUTOTYBAHHA 139

7-AviHomeTunxpomaH-4-on MB 179,24; MC (m/e) 179 (M").

MPUTOTYBAHHA 140

4-OkcoxpoMaH-7-«apOoHiTpun

Po3unH 4-okcoxpomaH-7-inoBuii ectep TpudTopMeTaHCynbGoHOBOiI kucnotm (2,0rpam, 6,80mMmornb), Zn(CN)2
(0,476rpam, 4,1mmonb) i Pd(PPh3)4 (0,314rpam, 0,27vmons) B AuMmeTundopmamigi (20mMn) Harpisanu Ao Temnepatypm
80°C i migTpumyBanu ii npoTarom Houi. PeakuinHy cymiw sunuanu B 200 mn 1/1 HacuuyeHoro NaHCOs/Boga i
ekcTparyBanu gietunosum edipom. O6'eagHaHi ekCcTpakTV npoMmMBany BOAOK i HACMYEHUM BOAHMM PO3YMHOM Xropuay
HaTpito, cywmnu Hag cynbdaToM MarHito, (inbTpyBanu i KOHUEHTPYBanu, OAEPXKY4YM Macro, ske ouwiwanu 3a
gonomoro drel-xpoMaTorpadii Ha cunikareni, BAKOPUCTOBYIOUM B SIKOCTI entoeHTy cymiw 30% eTnnaueTat/rekcaH,
ofepxyloun TRepay peyosuHy (1,02r). MB 173,20; MC (m/e) 173 (M").

Cnonyky onucary B NMPUTOTYBAHHI 141 opgepxyBanu BignoBigHo Ao metoauku onucarii B MPUTOTYBAHHI 140
3aMiHIO4M  4-OKCOXpOMaH-7-inoBuin ectep TpudTOopMeTaH-CyrnbGOHOBOI KUCMOTWM BiANOBIAHUM Tpudnatom. Yac
npoBefeHHs peakuii nexas y mexaxBig 30 xsunuH 4o 24 roguH.

MPUTOTYBAHHA 141

Metunosun ectep 3-xnop-4-UiaHOBEH30MHOI KNCIOTU

MB 195,61 MC (m/e, %) 195(M", 25), 164 (100).

MPUTOTYBAHHA 142

4-(1-NaopokenumknobyTnm)beH30HITPUN

[o po3uunHy 4-6pom6GeHsoHiTpuny (2,0rpam, 10,99vmornk) B TeTparigpodypani (30mn) npu temnepatypi -100°C no
kpannam pgogasarm 2,5M H-Buli (4,8mn) i cymiw nepemiwysanu npu -100°C Ha npoTasi 15 xsunuH. Mo kpannam
popasanu uuknobyraHoH (0,965rpam, 13,19Mmonb) i cymiw nepemilyBanu Ha npoTA3i 10 xBUNWUH i NOTIM HarpiBanu Ao
KiMHaTHOT Temnepatypu 1 roguny. Cymiw Bunmeanu B 200Mn Boau i ekctparyBanu pietunosum ediipom. O6'egHaHi
€KCTPaKTM NpoMMUBanu BOAOK i HAaCMYEHMM BOAHMM PO3YMHOM XIOpMAY HaTpilo, Cywmnu Hag cynbdaToM Martito,
dinbTpyBanu i KOHLEHTPYBaNU, O4EPXKYIOUM Macro, ske o4vuLlany 3a JornomMorol drelw-xpomaTorpadii Ha cunikareni,
BMKOPMCTOBYIOUM B SKOCTI entoeHTy cymiw 40% eTtvnaueTat/ rekcaH, ogepxytoumn ymicte macno (1,5r). MB 173,23; MC
(mle) 173 (MY).

MPUTOTYBAHHA 143

4-(1-MNapokemnpon-2-iHin)6eH3oHI Tpun

[o po3uunHy 4-cdopminbeHsoHitpuny (1,5rpam, 10,0mmonb) B TeTparigpodypani (20mn) npu TemnepaTtypi -78°C no
kpannam pgogasarm 0,5M eTiHinmarHin6powmia (26mn, 13,0mmons). Cymiw nepemiwyBanu npu Temnepatypi -78°C
npotarom 30 XBUMMH i NOTIM HarpiBanu Ao KiMHaTHOT TemnepaTypu OAHY roauHy. PeakuiHy cymill oxonogxysanu go
0°C, racunun 10mn meTtaHony, BunvBanu B 200mMn BoAM, MiOKMCMOBaNM LWABMEBOK KUCMOTOK i ekcTparyBamnu
nietunosum egoipoM. O6'egHaHi eKCTpakT! NPOMMUBANIM BOAOK i HACUYEHMM BOAHUM PO3YMHOM XIOpMAy HaTpito, Cylumnm
Hag cynbdaTtoM MarHito, inbTpyBanu i KOHUEHTPYBanM OAEpPXY4YM Macrno, ske ounlany 3a AOornoMorow drneLu-
XpoMaTorpadii Ha cunikarerni, BAKOPUCTOBYIOUN B SKOCTI entoeHTy cymiw 30% eTunaueTat/rekcaH, ogepXytoun Teepay
peyosuHy (1,6r). MB 157,18; MC (m/e) 157 (M").

NMPUTOTYBAHHA 144

Metunosun ectep 3-xnop-4-tpudptopmeTaHcynb POHINOKCMBEH30MHOT KUCIOTK

[o po3uwiHy meTunoBoro ectepy 3-xnop-4-rigpokenbeHsonHoi kucnomm (15,0rpam, 80,0Mmornb), Tpuetunaminy
(20,2rpam, 200mmork) i DMAP (1,0rpam, 8,0MMonb) B metuneHxnopugi (200mn) npu temnepatypi 0°C no kpannsm
pogasanu Tpudnik aurigpng (17mn, 100,0mmone). Cymiw HarpiBanu A0 KiMHATHOT TeMnepaTypu i nepemiwysanu Ha
NpoTA3i YOTUPLOX roauH. [NoTiM ogepxaHy cymill po3BoaMnu MeTuneHxnopugom (600mn), npommMBanu Bogoto, CYLLMNN
Hag cynbgaToM MarHito, inbTpyBanu i KOHUEHTpYBanuM OOEepXYuM Macro, sike ouvvwany 3a [onoMOorow drel-



XpomaTtorpadii Ha cunikareni, BAKOPUCTOBYIOUM B SIKOCTI entoeHTy cymiw 20% eTunaueTaT/rekcaH, ogepxytouM macno
(20,9r). MB 322,05; MC (m/e) 322 (M").

MPUTOTYBAHHA 145

4-(1-AzeTeaunHinN)beH30HI TPUN

Cymiw 6,34r (52,5Mmonb) 4-dtopbeHaoHiTpuny, 3,00r (52,5Mmonb) asetnavHy, 7,26t (52,5mmonb) KoCOs, | 50mn
MeTuncynbgokcuay Harpisanu npu tfemnepatypy 60°C npoTtarom 16 roanH. OxonogxeHy cymiw possogmnm 200mn Boan
i ekctparyBanm EtOAc (2x150mn). O6'egHaHi opraHiyHi ekcTpakTy npomumeamm Bogoto (1x150Mn), HacM4yeHrmM BOAHUM
po3uvHoMm xnopugy Hatpito (1x150mn), cywmnm (Na2SQOs) i KoHUeHTpyBanu nig BakyyMOM, ogepxytoum 5,65r Ginoi
TBEPOOi peyoBuHU. licna po3TupaHHs 3 rekcaHom ogepxysanu 3,85r (Buxig 56%) BkasaHOi B 3aronioBky CrOMyKM Y
Burnagi 6inoi 1Bepaoi peyosuHu, Tnn. 98-99°C.

'H AMP (CDCl3) 6 2,39-2,45 (2H,m),3,96 (4 H,n,J=7Twu),6,32(2H,8,J=9Tu),7,41 (2H,n,J =9Tu), AMPI MC
(m/e) 159 (M +1).

Cnonykun omucaHvi B TPUTOTYBAHHAX 146-151 opepxyBanu BignoBigHO [0 METOAMKM OMUCAHIN B
MPUTOTYBAHHI 145 3amiHioloumn aseTmavH BiANOBIAHMM amiHOM. TemnepaTypa NpoBeAeHHA peakuii nexana y Mexax
90-115°C. [na oaepxaHHs amiHiB BukopuctosyBanucek NMPUTOTYBAHHA 54a i 54f, ausitbca: Rosenberg, C. H. et al. J.
Med. Chem.. 1993, 36, 460 ang Goldberg, S.D.; J. Am. Chem. Soc. 1939, 61, 3526, BignosigHo. TemnepaTypa
nposefeHHs peakuii nexana y mexax 90-115°C. MaccnekTpy BumiptoBanu 3a gonomoroto AMP | meToaa.

MPUTOTYBAHHA 146

4-(3-Nopokcn-azeTMamH-1-in)6eH3oHITpun

Tnn. 75-78°C; 'H SIMP (CDCla): 2,37 (1H, A, J = 7 T'w), 4,04 (4H, ABX, Jas = 8 'y, Jax = 7 ', Jex = 4 Tu), 4,77-
4,88 (1H,m), 6,36 (2H,n,J=8Twu), 7,41 (2H, g, J =8 'y); MC (m/e) 175 (MM).

MPUTOTYBAHHA 147

4-MiponigunH-1 -inbeH3oHiTpUnN

Tnn. 75-76°C; 'H AMP (CDCls): & 2,01.-2,04 (4H, m), 3,29-3,33 (4H, m), 6,49 (2H, n, J =8Tu), 7,43 (2H, a, J = 8
Mu); MC (m/e) 173(M"+1).

MPUTOTYBAHHA 148

4-MinepnamH-1-4n6eH30oHITpUnN

'H AMP (COCl3): 5 1,63-1,69 (6H, M), 3,29-3,33 (4H, M), 6,83 (2H, A, J =9 Tw), 7,44 (2H, o, J =9 T'w).

MPUTOTYBAHHA 149

4-MopdoniH-4-inGeH30HiTpun

Tnn. 81-82°C; "H AMP (CDCls): & 3,25-3,27 (4H, m), 3,82-3,85 (4H, m), 6,85 (2H, 8, J = 9Tw), 7,49 (2H, o, J =9 Tw);
MC (m/e) 189 (M+1).

MPUTOTYBAHHA 150

4-(1,4-Oiokca-8-azacnipo[4,5)ner-8-in)oeH3oHiTpun

Tnn. 133-134°C; EnemeHTHUI aHani3 po3paxoBaHo ansa CqH1sN202: C, 68,83; H, 6,60; N, 11,47. 3HangeHo: C,
69,21;H,6,64; N, 11,61.

MPUTOTYBAHHA 151

4-[(2-T'igpokcn-2-MeTMINpPONinMeTnnamiHo|6eH3oHITpu

'H AMP (COCl3): 5 1,27 (6H, ¢), 1,56 (1H, c), 3,09 (3H, ¢), 3,39 (2H, ¢), 6,79 (2H, A, J =9 Tw), 7,44 (2H, a, J = 9 T'y);
MC (m/e) 205 (M"+1).

MPNTOTYBAHHA 152

1-[4-(AmiHOMeTun)CcpeHin|aseTnamH

[o posuuny 2,00r (12,6mmonb) cnonyku onucadin B8 NMPUTOTYBAHHI 145 B 50mn TeTparigpodypaHy nopuismu
popasanu 479mr (12,6mmone) niTtivianiomorigpuay. Konn gogasaHHA 3akiHYyBanu CyMill nepemillyBanu npotsaroMm 4
roAvH npu KiMHaTHiW TemnepaTtypi. Cymiw racunu, obepexHo gojatoum 2 mMn Boau, 2 mn BogHoro 15% posunHy
rigpokemay Hatpito i 6mn Bogu. Ocapd, WO YyTBOpHBaBCA Bigdinanu QinbTpyBaHHAM i gobpe npoMwusanu
TeTparigpodypaHoMm. DinbTpaT CyWmMnM Hag cynbdaToM HaTPilo | PO3YMHHMK BiAraHANM nig BakyyMOM, OAEpPXKYHouu
KOBTy TBEpAY PE4YOBUHY, SIKY ouulianu 3a gonomorok drel-xpomaTorpadii, BUKOPUCTOBYOMM B SIKOCTI €MHEHTY
cnoyatky EtOAc, a noTim cymiww posumHHukiB 76:20:4 CHCl3:MeOH:koHUeHTpoBaHui BoaHMI po3uunH IMH3, ogepxyroum
1,22 1 mawke TBepOoi peyoBuHU. Postupatoun i 3 rekcaHom ogepxyeanu 815 mr (Buxig 40%) BkasaHOi B 3aronoBky
CNOMyKW, y BUMMSAAi XOBTOT TBEpAOT pevoBuHu, Tnn. 58-60°C. H AMP (COCls): 6 1,60 (2H, c), 2,29-2,37 (2H, m), 3,73 (2
H,c),3,83(4H,1,J=7Tu),6,42(2H,n,J=8Tu),7,13 (2 H, g, 0=84).

Cnonykun omucaHvi B TPUTOTYBAHHAX 153-158 opepxyBanu BignoBigHO [0 METOAMKM OMUCAHIN B
MPUTOTYBAHHI 55 3amiHtooun cnonyky NMPUTOTYBAHHA 145 BignosigHum cybctpatom. MaccnekTpu BumiptoBanm
BukopuctoBytoun AMPI meToa.

MPUTOTYBAHHA 153

1-(4-AmiHomeTun®eHin)azeTmauH-3-on

'H AMP (CDCls): 6 2,65 (3 H, wc), 3,54-3,61 (2 H, m), 3,70 (2 H, c), 4,08-4,12 (2 H, m), 4,68-4,79 (1 H, m), 6,40 (2 H,
a,J=8Tu),7,09 (2H,a,J=8Tu); MC (m/e) 162 (M"+2-18 (H20)).

MPUTOTYBAHHA 154

1-(4-AmiHomeTundeHin)aseTmanH-3-on

Tnn. 108-110°C; 'H AAMP (CDCl3): 61,87 (2H,c),1,96-199 (4 H,m),3,25 (4 H,7,J=7Tu),3,73(2H, c),6,52 (2 H,
a,J=8Tu),7,15(2H,a,J =8Tu); MC (m/e) 160 (M'+2-18).

NMPUTOTYBAHHA 155

4-TMinepnanH-14in6eH3nnamiu

Tnn. 108-110°C; 'H SAMP (CDCls): d 1,52-1,58 (2 H, m), 1,68-1,72 (4 H, m), 1,80 (2 H, c), 3,08-3,12 (4 H, m), 3,76
(2H,c),6,89(2H,n,J=9T0w), 7,17 (2H,a,J=9Twu).

MPUTOTYBAHHA 156

4-MopdoniH-4-inGeH3nnamiH



Tnn. 53-54°C; "H AMP (CDCl3): 81,51 (2H, c),3,11-3,14 (4 H, m), 3,78 (2 H, ¢), 3,83-3,86 (4 H,m),6,88 (2H, ,J =
8Tlu),7,22(2H,n,J=8Tu).

MPUTOTYBAHHA 157

4-(1,4-0Oiokca-8- a3acn|po[4 5]aek-8-in)6eH3nnamin

Tnn. 107-110°C; 'H AMP (CDCl3):61,81(4H,1,J=6Tu),3,07 (2H, wc), 3,29 (4H,1,J=6Tu),3,80(2H,c), 3,98
(4H,c),6,89(2H,n,J=8Twu),7,22(2H,8,J =8Tw).

MPUTOTYBAHHA 158

1 -[(4-AmiHOoMeTUNdEeHIN)MEeTUNamMiHO 1-2-Me TUNNponaH-2-on

'H AAMP (CDCls): 8 1,26 (6 H, c), 1,97 (3 H, wc), 2,97 (3 H, ¢), 3,25 (2 H, ¢), 3,78 (2H, ¢), 6,80 (2 H, o, J = 9 Tw),
7,20 (2H,n,J=9Twu).

MPUTOTYBAHHA 159

Metunosun ectep 2-(4-gTop deHokcn )-3-nipnaHKapBoHOBOT KMCNOTH

Cymiw 20,0r (89,6mmonb) 2-(4-cdropdeHokem)-3-nipuanHkapboHoBoi KucrotM (cnoci6 opepXaHHs OUBITbCA B:
Villani, F. J. et al. J. Med. Chem., 1975, 18,3), 300mn meTaHony i 5,5Mn KOHLEHTPOBaHOT CipyYaHOi KMCNOTK HarpiBanu i3
3BOPOTHIM XONOAUIBHUKOM NPOTAroM 2 roavH. OxonoaxeHy cyMiw Bunveanu B 500Mn NbOAAHOrO HacM4eHoro BOAHOIO
po34uHy rigpokapboHaTy HaTpilo i ofepXKaHWi 3anuWoK BiAAinaAnu pinbTpyBaHHAM, NPpOMMBANM BOOOK, CYLUMMM Nig
BakyymoM, ogepxytoun 12,9r (Buxig 64 %) BkasaHoi B 3aronoBKy Cnonyku, y Burnsi 6inoi teepgoi pevosuHn, Tnn. 97-
99°C. EnemeHTHMI aHani3 pospaxosaHo ansa C13H1oNOsF: C, 63,16; H, 4,08; N, 5,67. 3HangeHo: C, 62,80; H, 4,08; N,
5,50.

MPUTOTYBAHHA 160

2-(4-dTOpheHoKCK )-3-NipuanHMeTaHon

Po3uuH 10,00r (40,45mmonb) cnonyku onucaHoi B MPUTOTYBAHHI 56 B 200mMn 6e3BogHOro Tonyony
oxonoaxysanu Ao -78°C i no kpannam gopasanu 84,95 mn (84,95Mmornb) 1M posunHy giisobytmnamoHinrigpuay B
CH2Clo. Konu gogaeaHHs 3akiHvyBanu, 4o cymiwi gogasanu 200mn sogu i notim 200mn EtOAc, Hagani cymiw HarpiBanm
0o kiMHaTHOi Temnepatypu. [licna Bcix BkasaHux Aii BOAHWW wWwap nigkmcnoBarm o pH 4 sogHum 1N po3umHOM
XMOPBOAHEBOI KWUCMOTW, OpraHiyHMin wap Bigainanu i ob'egHyBany 3 200mMn NOBTOPHO MPOMMTOrO BOAHOTO LUApPY.
OpraHiYyHUI ekCTpakT NPOMMBANN HACMYEHMM BOOHVMM PO34YMHOM FgpokapboHaTy HaTpito, HACMYEHMM BOOHUM PO3YMHOM
xnopway HaTpito, Cylumnu Hag cynbdatom HaTpilo i ynaptosanu, o,qepmyroum 9,00r (sBuxig 90%) BKasaHOi B 3aronoBKy
CMOMYKW, y BUMsiA] Maibke Ginoi TBepaoi peyosuHu, Tnn. 70-72 °C. 'H AMP (CDCls): 8 1,59 (1 H, ¢), 4,84 2 H, a, J=6
ly), 6,99-7,13 (5H,m),7,76-7,80 (1 H,m), 8,07 (1 H,pa,J =2, 5Tw).

MPUTOTYBAHHA 161

2-(4-dTOpdhBHOKCK)-3-TipMAnHKapbokcansderig

Cymiw 932mr (4,25mMmornb) crnonykn onucadin B NMPUTOTYBAHHI 57. 2,00r ( 23,0mMmonb) giokcmay MapraHuto i
30Mn GeH3ony HarpiBanu i3 3BOPOTHIM XONMOAMIbHUKOM NPOTAromM 3 roAuH, Bigdindioun Body. OXONo[mKeHy Cymill
GinbTpyBanu, poO34YNMHHUK BiAraHANN Nig BakyyMoM, ogepXytoumn 6iny TBepay pevyoBUHY i ounLanm 3a 4o0NoMoroto cneL-
xpomaTorpadii, BKOPUCTOBYIOHM B AKOCTi erloeHTy cymiw 15% EtOAc- -reKcaH, OAePK Y4 735wmr (Buxia 80%), BkasaHoi
B 3aromnoBKy Cronyku, y Burmsgi Giroi Teepoi pevosuHu, Tnn. 61-62°C. 'H AMP (CDCla): & 7,08-7,21 (5 H, m), 8,19-
8,32 (2 H,m), 10,55 (1 H, c).

MPUTOTYBAHHA 162

T-Bytnnosun ectep 3-[2-(4-propeHokcun)-3-ripnanHin}-3-rigpokcvnponaHoBo KUCIOTH

Mpwn TemnepaTtypi -78°C o po3uunny 115,3mn (115,3mmone) 1M niTinbic(tpumeTuncvinin)amigy B TeTparigpodypaHi
no kpannsam pgopjasanu 1543mn (13,39rpam, 115,3umornb) T-6ytmnauetart. [licna 3akiHYeHHs OoJaBaHHA CyMill
nepewmiwysanu 15 xBunuH i o6pobnanu posumHom 9,500r (38,43mmonb) cnonykun onucaHoi MPUTOTYBAHHA 56 B 50mn
TeTparigpodypaHy. llicna 3akiH4YeHHa OoAaBaHHA cymill nepemiwyBanu 15 xBunuH i racunu gogaBaHHsam 230Mn
BogHoro 1IN po3uyvHy xrnopBogHeBoi kucnoTu. [licna HarpiBaHHA OO KiMHATHOI TemnepaTypu OpraHiyHuWi Lwap
ekcTparysanu gietunosum ediipom (2x500mn) i ob'eaHaHi opraHiyHi €KCTpakTM MNpOMMBANM HAaCUYEHMM BOOHWM
po3ynHoM rigpokapboHaTy HaTpito (1x100Mn), HacMYeHUM BOOHWMM PO34MHOM Xnopuay HaTpito (1x200mn), cywmnu Hag
cynbdaToM HaTpit0 i PO3YMHHUK BigraHsm nig Bakyymom ogepxytoun 13,8r 6nigo-xosToro macna. OgepxaHe macro
ouvanu 3a gonomorot dnet-xpomartorpadii BUKOPUCTOBYIOUM B AKOCTI entoeHTy cymiw 15 go 85% edip-rekcaH,
ofepxytoun 11,7r mamxe TBepAOi peyoBUHU, SKY po3Tvpanm 3 reKcaHOM ofepxytoumn 6,124r (Buxig 48%) BkasaHoi B
3arofioBKy Cronyku, y Burmsai 6inoi 1eepaoi peyosuHu, Tnn. 87-89°C. H AMP (CDCls): 61,54 (9 H,c),6,12 (1 H, c),
7,01-7,16 (5 H, m), 814 (1 H, pa, J =2,5Tu), 830 (1 H,og,d =2, 8Tu), 12,99 (1 H, c). AMP cnekTp nokasas
npucytHicte <10% keToTaytomepy. [licna CTOsHHA Ha npoTasi 12 [OHIB, KOHUEHTpOBaHa MaToyHa pigvHa
KpucTaniaysanacs. ii poaTupanu 3 rekcaHoM ofepXyloun 4oAaTkoBo 2,21r (Buxia 17 %) BKasaHOi B 3arofoBKY Cromnyku.

MPUTOTYBAHHA 163

T-bytvnosuii ectep a-[(2-xnop deHin)metun]-2-(4-dpropdeHokcn)-B-0Kco-3-NipuaMHNPONaHOBOK KUCMOTH

liapva HaTtpito, ogepXxaHMin NpomMmBaHHAaM neHTaHoM (3x5mn) 28,9mr (0,604mmons) 50% ancnepcii rigpyay HaTpito
B MiHeparnbHOMY macnhi, cycneHagysanu B 5 mn TetparigpodypaHy, oxonogxysanu o 0°C i no kpannam pogasanu
po3uuH 200mr (0,604mmornb) BkasaHoi B MPUTOTYBAHHI 59 cnonyku B 5mn TetparigpodypaHy. lMicna nepemiwyBaHHSA
npotsarom 15 xBunuH 0o cymiwi gogasanu 0,078mn (124wmr, 0,604MMonb) 2-xnopbeHannbpomiagy i cymiw HarpiBanu go
KiMHaTHOI TemnepaTypu, nepemMiwlyBany 4 roavHu, i NOTIM KUN'ATUNW i3 3BOPOTHIM XONOAUIbHVKOM Ha NpoTasi 16 roguH.
OxonomxeHy cymiw posginanu mbk 100mn HacuyeHoro BoaHoro po3unHy NH4Cl i 200mn EtOAc. BigaineHun opraHiuHun
lWwap npoMuBanM HacM4YeHUM BOOHUM pO3YMHOM TrigpokapboHaTty HaTtpito (100mMn), HacM4yeHMM BOAHUM PO34YMHOM
xnopway HaTpito (100mn), cywmnu Hag cynbaTom HaTpilo, i PO3YMHHUK BiAraHsnM nig BaKyyMOM OOEPXKYH4M Macro.
OpepxaHe Macno ouuwanu 3a JonoMorow dnelu-xpomaTtorpadii BAKOPUCTOBYIOMM B SIKOCTI emoeHTy cymiw 60%
CH2Clz-rekcaH, ogepxytoun 226Mr (Buxig 82%) BKkaszaHOl B 3arofioBKYy CNonyku y Burnsdi macrna. H AMP (CDCl3): &
1,54 (9 H,c),3,32-3,52 (2 H,m),5,09 (1 H", pa,J=7,8Tu),7,02-7,30 (9 H, m),805(1H,an,J=2,8Tu),822(1H, aa,
J=2,5Tu). AMP cnekTp nokasas HasBHiCTb <10% eHOMnbHOro Taytomepy.

Cnonyku onucavi B [PUTOTYBAHHAX 164-168 opepxyBanu BignoBigHO [0 METOAMKM OMMUCaHIN B
MPUTOTYBAHHI 163 3amiHtotoum 2-xnopbeH3nnbpomia BignosigHym 6eHsunranoigomM. Y sunagky NMPUTOTYBAHDL 165-



168 oaguH eksiBaneHT Kl HeranHo fopasaBcs nicrns AofdaBaHHSA GeHaunranoigy. Bci ogepxaHi cnonykm mani Burnag
macna. MaccnekTpu BumiptoBanu 3a JONOMOIOH TEPMOCTIper MeToay.

NMPUTOTYBAHHA 164

TpeT-6yTMnoBui eCTeP 2-(4-dTopbeH3nn)-3-[2-(4-dbTopdeHokcm )NipnanH-3-inl-3-okconponioHOBOT KUCINOTH

MC (m/e)440 (M'+1); 'H AMP (CDCls): 1,27 (9 H, c), 3,17-3,44 (2 H,m), 4,80 (1 H, an, J=7, 8 1), 6,85-7,30 (9 H,
m), 8,08 (1 H, ng,J=2,8Tw), 8,23-8,25 (1 H, m).

MPUTOTYBAHHA 165

TpeT-6yTMnoBui ectep 3-[2-(4-dTOpdeHOKeMN )-NipnanH-3-in]-3-0kco-2-(4-TprTopMe TMNOEH3MM )NPONIOHOBOT
KMCroTn

MC (m/e) 490 (M*+1); 'H AMP (CDCl3): 81,24 (9H, c),3,36 (2H, ABX, Jas =14 Ty, Jax=7Tu, Jex =81Tw), 4,83 (1
H,nn,J=7,8Tu),6,99-7,50 (9 H, m), 8,02-8,22 (2 H, m).

MPUTOTYBAHHA 166

TpeT-6yTvnosun  ectrep  3-[2-(4-cbropdheHOKM)-NipnanH-3-in]-3-0kco-2-(4-TpuTopMeTOKCMBEH3NN )NPONIOHOBOT
KMCNoTn

MC (m/e) 506 (M"+1): 'H AMP (CDCl3):8 1,25 (9 H, c), 3,32-3,46 (2H,™m),4,82 (1 H,1,J=7Tu),7,03-7,28 (9 H, m),
809(1H,nn,J=2,8Tu),8,24 (1H,n8,J=2,5Twu).

MPUTOTYBAHHA 167

TpeT-6yTMnoBumn eCTeP 2-(3,5-andropbeH3nn)-342-(4-dpropdeHokem)-nipnanH-3-in1-3-okconponioHOBOT KUCNOTK

MC (m/e) 458(M"+1); 'H AAMP (CDCls): 1,25 (9 H, ¢), 3,28 (2 H, ABX, Jag= 14w, Jax=7 'y, Jex = 8 T'u), 4,79 (1 H,
on,J=7.8Tu),6,55-7,18 (8 H,m), 8,09 (1 H, an, J=2,8Tu),823 (1 H,a8,J=2,4Tw).

NMPUTOTYBAHHA 168

TpeT-6yTMnoBuii ectep 3-[2-(4-ropcdeHokeun)-nipnanH-3-in1-3-okco-2-(2,4,6-Tpndrop6eH31N)NponioHOBOT KUCNOTK

MC (m/e) 476(M+1); 'H AMP (CDCl3): 51,22 (9 H, ¢), 3,22-335(2H, m), 482 (1 H,J=8Twu),656 (2H,7,J=C
My),7,02-7,12(5H,m), 811 (1 H,88,J=2,8Tu),8,22 (1 H, ag, J=2,5T).

MPUTOTYBAHHA 169

4-(1-Nopoken-1-veTnneTn)6eH3onnponaHoBa KMcnoTa

Cymiw 12,61r (224, 7mmornb) KOH, 73mn Boau i 425mn etaHony o6'eaHyBanu 3 15,00r (68,10Mmonb) eTMnoBoro
ectepy 3-[4-(1-okcoeTun)deHinjnponaHoBoi kncrnot (ogepxanHs aueiTecs B: Marechal, E.; Quere, J.-P. Bull. Chem.
Soc. Fr., 1971, 2227), i ogepaHy cymilwl nepemillyBanu npu KiMHaTHIM TemnepaTypi npoTtarom 2 roauH. Cymiw
KOHUEeHTpyBanu i 3anuwok po3unHanu B 100mn Boau, cymiw oxonogxyBanu go 0°C, KOHUEHTPOBaHWM BOLHUM
po34nmHOM XropBoAHeBoi kucnotn. Ocaa GinbTpyBanu i nepekpucTanidyBanm 3 Cymilli MeTaHOn-BoAa, OAEPXKYIo4n
10,111 (BUXg 77%) 3-[4-(1-okcoeTun)deHin]nponaHoBoi KMcnoTn, y Burnagi 6inoi teepaoi peyosuHn, Tnn. 118-119°C.
EnemeHTHUI aHani3 po3paxosaHo anga C11H1203: C, 68,52; H, 6,06. 3HanaeHo: C, 68,74; H, 6,29.

Po3uuH 5,000r (26,01MMorb) BkasaHoi Bulle kucrotv B 500mn TeTparigpodypaHy oxonomxysanu go -17°C i no
kpannam pogasanu 21,67vn (65,03vmMornb) 3M posuuHy meTunmarHinmogugy B edipi. [JogaTkosi nopuii peaktmsy
[puH'apy gogasanu Tpboma nopuismu, 5, 5 i 10Mn, BiANOBIAHO, NPOTArOM AEKiNbKOX roAuH, NPOXOMKEHHS peakuii
KoHTpontoBanu 3a gonomMoroto AMP. Cymiw oxonogxysanu o -30°C, racunu gogasaHHam 200Mn HacM4eHOro BOAHOIO
po3unHy NH4Cl i HarpiBanu go kimHaTHOi TemnepaTtypu. BogHunii wap nigkmcnosanu go pH 1 sogHum 1N po3vmHom
XNOPBOAHEBOI KNCIOTU i opraHiyHmi wap ekctparysann EtOAc (2x200mn). O6'egHaHi opraHiyHi eKkCTpakTy npommBeanm
HaCU4YeHUM BOAHMM PO3YMHOM Xropuay HaTpito (3x500Mn), cylumnu Hag cyrnbdaTtoM HaTPito i PO3YUMHHUK BigraHanu nig
BaKyymOM, ogepxytoun 5,62r xoBToi TBepAoi peyoBuHU. OfnepkaHy peyoBrHY NepekpucTani3oByBany 3 CyMillli rekcaH-
EtOAc, ogepxytoun 2,20r (Buxig 40%) Bka3aHOi B 3aronoBKy CNONyku, y BUrmsAi 6nigo-xoBToi TBepAoi peyosuHu, Tnn.
92-94°C. 'H AMP (,EI,MCO-dG) 0136 (6H,c¢),247 (2H,7,J=7Twu),2,74 (2H,7,J=7Tu),490(1H,c), 7,21 4 H, AB
kBapTteT,J =7 Tu),12,09 (1 H, c).

MPUTOTYBAHHA 170

N-MeTtokcu-N-metnn-4-gropbeHsonnponaHamig,

CycneHasito 10,00r (59,46mMmornb) 3-(4-cbTOpdeHin)nponioHoBoi kncnotu, 12,54r (65,4 1Mmons ) rigpoxnopuay 1-etun-
3-(3-ammeTnamiHonponinkap6ogaiimigy, 6,381r (65,41mmornb) rigpoxnopugy N,O-gumeTtunrigpokcunamivy B 300mn of
CH2Cl> oxonogxysanu go 0°C i o6pobnsanu 18,23mn (13,23rpam, 130,8mMmonb) Tpuetunaminy. Cymil nepemiwlysanu
npoTtarom 16 rogvH 3 NOBINLHWUM HarpiBaHHAM [0 KiMHaTHOT TemnepaTypy. Cymill KOHLEHTPYBanu i 3anuLLoK po34inanu
Mk 300mn EtOAc i 200mn BogHoro 1N po3uuHy xnopBoAHEBOT KMCNOTU. BigadineHun opraHiyHui ekcTpakT npoMmusanm
BogHuM 1N posuMHoM xnopBoaHeBoi kucrotn (1x100mn), HacM4yeHMM BOAHUM PO3YMHOM rigpokapGoHaTy HaTpito
(2x200Mm), HacMyeHM BOAHWMM pO34MHOM Xropuay Hatpito (1x100mn), cywmnu Hag cynbdaToM HaTpilo i PO3YMHHIK
BiAraHANM nig BakyymoM, ogepxytoun 9,56r (Buxia 76%) BkasaHOT B 3arofioeky CMOMyku, WO mMana Burms4 macrna. H
AMP (CDCl3): 62,70 (2 H,1,J =8T1),2,91 (2H,1,J=8Twu),3,15(3 H,c),3,59 (3H,c), 6,92-6,97 (2 H,m),7,15-7,19 (2
H, m); APCIMC(m/e)212(M"+1).

Cnonyku omucavi B TPUTOTYBAHHAX 171-180 opepxyBanu BignoBigHO [0 METOAMKM OMUCAHIN B
MPUTOTYBAHHI 170 3amiHtoloumn  3-(4-dTopdbeHin)nponioHoBy KWCMOTy BignoBigHO KapbOHOBYIO  KMCMNOTOLO.
Kap6oHoBa kucroTa, wo BukopuctoByBanacb B NMPUTOTYBAHHI 174 6yna cnonykoto NMPUTOTYBAHHA 163, y Beix
iHLWMX BUMNagkax KapOOHOBI KNCNOTU OOEPKYBaNUCb 3 KOMePLiHMX mkepen. MaccnekTpu BMMIptOBanu 3a SOMOMOIOH
meTtogy APCI.

MPUTOTYBAHHA 171

N-MeTokcu-N-metnn-3-®eHinnponioHamig

EnemenTHUn anania pospaxosaHo ans CiiHisNO2: C, 68,37; H, 7,82: N, 7,25. 3HangeHo: C, 68,65; H, 8,11; N, 7,18.

MPUTOTYBAHHA 172

N-MeTokcu-2,N-gumetnn-3-deHinnponioHamig

'H AAMP (CDCls): 8 1,16 (3 H, A, J = 7 T'w), 2,83-3,28 (2 H, ABX, Jas= 13 'y, Ju= 7 'y, Jex = 8 I'y), 3,08-3,18 (1 H,
M), 3,14 (3 H,c), 3,48 (3H,c),7,15-7,32 (5 H, m); MC (m/e) 208 (M"+1).

MPUTOTYBAHHA 173

N-MeTtokcu-N-metnn-3-deHinbytmpamia



H AMP (CDCl3): 61,31 (3 H, g, J=7Twu), 2,59-2,78 (2 H, m), 3,14 (3 H, c¢), 3,32-3,44 (1 H, m), 3,58 (3 H, c), 7,14-
7,32 (5 H, m); MC (m/e) 208 (M"+1).

MPUTOTYBAHHA 174

3-[4-(1-Tigpokcu-1-vetnnetun)deHin]-N-metoken-N-vetunnponioHamig

H AMP (CDCl3):61,56 (6 H,c),1,71 (1 H,¢c),2,72(2H,7,J=8Twu),293 (2H,7,J=8Tu),3,17 (3H, c), 3,60 (3 H,
c), 7,30 (4 H, AB keapTeT, J =8 I'L); MC (m/e) 234 (M"+1-18 (H20)).

MPUTOTYBAHHA 175

N-MeTokcu-N-meTun-2-cbeHinauetamia

'H AMP (CDCl3): 8 3,18 (3 H, ¢), 3,54 (3 H, ¢), 3,78 (2 H, ¢), 7,20-7,34 (5 H, M); MC (m/e) 180 (M*-1).

MPUTOTYBAHHA 176

N-MeTokcu-N-meTun-2-cpeHokcrayeTamis

H AMP (CDCls): 8 3,22 (3 H, c), 3,74 (3 H,c),4,79 (2 H, c), 6,92-6,97 (3 H, m), 7,24-7,29 (2 H, m); MC (m/e) 196
(M*+1).

MPUTOTYBAHHA 177

N-MeTokcn-N-metnn-3-cbeHinakpunamig

Tnn. 40-42°C; 'H AMP (CDCls): 6 3,30 (3H, c), 3,76 (3H,c), 7,02(1H, o, J =16 Tu), 7,34-7,39 (3 H, m), 7,55-7,57
(2H,u),7,72(1 H,a, J=16Tw); MC (m/e) 192 (M'+1).

MPUTOTYBAHHA 178

MeTokcumeTtunamig 6eH30dypaH-3-kapboHOBOT KMCMOTH

'H AAMP (CDCls): 8 3,41 (3 H, c), 3,82 (3 H, ¢), 7,24-7,43 (2H, m), 7,50 (1 H, ¢), 7,59 (1 H, an, J =1, 8 L), 7,66 (1
H, aa, J =1, 8 Tu); MC (m/e) 206 (M*+1).

MPUTOTYBAHHA 179

MeTokcumeTunamig 1H-ingon-3-«apboHoBoi KMCNoTH

Tnn. 136-137°C; EnemeHTHUI aHani3 po3paxoBaHo ansa Cq1H12N202; C, 64,69; H, 5,94; N, 13,72. 3HangeHo: C,
64,97;H,5,81;N, 13,65.

MPNTOTYBAHHA 180

2-(2-XnopgeHokcu)-N-vetoken-N-vetunavetamig

'H AMP (CDCla): & 3,21 (3 H, ¢), 3,74 (3 H, c), 4,88 (2 H, c), 6,89-6,93 (2 H, m), 7,15-7,19(1 H, m), 7,34-7,36 (1 H,
M).

MPNTOTYBAHHA 181

1-[2-PTOpP-3-NipnanHin]-3-(4-dtopdeHin)-1-nponaHoH

Po3uunH 5,90mn (4,56rpam, 45,0mmons) giisonponinaminy B 20mn TetparigpodypaHy oxonomxysanu go -78°C i no
kpannam gogasarm 18,0mn (45,0mmonb) 2,5M po3unHy H-OyTunniTito B rekcaHi. Konv gogasaHHs 3aBeplLuyBany cymill
nepemiwysanu npotarom 0,5 roguH npu Temnepatypi -78°C i no kpannam goaasanu 3,88mn (4,37rpam, 45,0mMmorb)
cBiXeneperHaHoro 2-¢goropnipuauHy. [licns MNOBHOrO 3aBeplUeHHs [OAAaBaHHA, OOepKaHy >KOBTY CYCMEH3ilo
nepemiwysanu Ha npotasi 0,5 roanH npu Temnepatypi -78°C. [lo cycneHsii no kpannam gogasarm po3duH 9,51r (
45,0mmonb) cnonyku MPUTOTYBAHHA 62 B 200mn TeTtparigpodypaHy. Cymiw nepemiwyBany npotsarom 16 roauH
NoBiINbHO HarpiBalo4m ii 4O KIMHATHOI TemnepaTypu, BUKOPUCTOBYIOUM OaHto, Wwo mictuna nig/aueTtoH. Cymiw racunm
pogasaHHam 50mMn BogHoro 1N po3umHy XMOpBOAHEBOT KWUCMOTW, i TeTparigpodypaH BuaansamM napuiansHum
BMNapoByBaHHAM. 3anuwok posfinany mbk EtOAc (300mn) i BogHum 1N po3umHOM XropBOAHEBOI KMcrnoTtu (100mn).
Bipainenun opraHiyHui wap npomusanm BogHuM 1N po3umHom xnopBoAHeBOT kucrotu (100mMn), HacM4YeHUM BOLHUM
po34yvHOM Trigpokap6oHaTy HaTpito (100Mn), HacM4YeHMM BOOHMM PO3YMHOM Xropuay HaTpito (100mn), cywwmnu Hag
cynbaToOM HaTPilo | PO3YMHHMK BiAraHANW Mg BakyyMoMm, ogepxytoum 12,6r xostoro macna. OpepxaHe macrno
ounwann 3a gonomoroto dnew-xpomartorpadii BUKOPUCTOBYIOUM B SIKOCTI entoeHTy cymiw 25% EtOAc-rekcaH,
ofepxytoumn 7,11r xXOBTOro macna, Lo OTBEPAiNo Npu CTosAHHI. Po3Tnpatoum ioro 3 rekcaH ogepxysanu 6,87t (Buxia
62%) BKa3aHO! B 3arofoBKy CMOMYKM, y BUMSAi CBITNO-KOBTOI TBepAoi peyoBuHu, Tnn. 73-74°C. 'H AMP (CDCls): &
302 2 H, 1,J =7 lu), 3,29-3,36 (2 H, m), 691-699 (2 H, m), 7,17-7,33 (3 H, m), 829-8,38 (2 H, m);
APCIMC(m/e)248(M"+1).

Cnonykun omucadi B TMPUTOTYBAHHAX 182-190 opepxyBanu BignoBigHO OO METOAMKM OMUCAHIN B
MPUTOTYBAHHI 191 3amiHioioun  N-metokcn-N-metunaminq abo noxigHe ecTepy BiONOBIAHOK  CMOJMYKOH
MPUTOTYBAHHA 170. Y sunagky NMPUTOTYBAHb 185 i 191 gomaBanu oAwH ekBiBaneHT CBDKENPUroTOBNEHOro 2-
drop-3-niTinnipuanHy. MNpoaykTy ouvwanu B OCHOBHOMY 3a [OMOMOIOK pO3TupaHHsA i/abo dneww-xpomaTorpadii.
MaccnekTpu BumiptoBanu 3a gonomoroto metoay APCI.

MPUTOTYBAHHA 182

1-(2-dTopnipnauH-3-in )-3-geHinnponaH-1-o0H

H AMP (CDCl3): 6 3,05(2H,71,J=7Tu),3,32-3,64 (2H,m),7,17-7,33 (6 H, m), 8,29-8,38 (2 H, m).

NMPUTOTYBAHHA 183

1-(2-®TopnipnanH-3-in)-2-meTun-3-eHinnponaH-1 -oH

H AMP (CDCl3):61,18 (3H,8,J=7Tw),2,88 (2H, ABX Jag=14Tu,IJu=6Tu, Jex=8Tw),3,63-3,72 (1 H, m), 7,14-
7,29 (6 H, m), 8,14-8,19 (1 H, m), 8,33-8,35 (1 H, m); MC (m/e) 244

NMPUTOTYBAHHA 184

1-(2-®TopnipmamnH-3-in)-3-cpeHinbyraH-1-0oH

Tnn. 51-53°C; EnemeHTHMI aHani3 6yno po3paxoBaHo ansa CisH4FNO: C, 74,06; H, 6,00; N, 5,76. 3HangeHo: C,
73,82;H,5,83; N, 5,90.

MPUTOTYBAHHA 185

1-(2-dTopnipnauH-3-in-3-[4-(1-rigpoken-1-meTvneTun)deHinjnponaH-1-oH

'H AAMP (CDCls): 8 1,56 (6 H, c), 3,03 (2 H, 7, J = 7 T'w), 3,31-3,36 (2 H, m), 7,20-7,25 (2 H, m), 7,30-7,34 (1 H, p),
7,40-7,42 (2 H, p), 8,30-8,38 (2 H, m); MC (m/e) 270 (M"+1-18 (H20)).

MPUTOTYBAHHA 186

1-(2-®TopnipmamnH-3-in)-2-peHineTaHoH



'H AAMP (CDCl3): 5 4,31 (2 H, ¢), 7,19-7,34 (6 H, m), 8,27-8,37 (2 H, M); MC (m/e) 216 (M"+1).

MPUTOTYBAHHA 187

1-(2- dJTopnlpmp,MH -3-in)-2-peHoKcneTaHoH

Tnn. 82-83°C; 'H AMP (CDCIs) 6521 @2H,a,J=3Tu),6,91-7,01 (3H,m), 7,27-7,31 (2 H,m), 7,37-7,40 (1 H, m),
8,41-8,45 (2 H, M); MC (m/e) 232 (M'+1).

MPNTOTYBAHHA 188

2-(2- XnopcbeHOKCMW (2-®TopnipnanH-3-in)eTaHoH

Tnn. 84-86°C; 'H AMP (CDCls): & 5,34 (2 H, a, J = 3T0), 6,85-7,45 (5 H, M), 8,42-8,50 (2 H, m); MC (u/6) 266, 268
(M"+1).

MPUTOTYBAHHA 189

1-(2- ¢Topn|pMp,MH~3 in)-3-cpeHinnponeHoH

Tnn. 83-84°C; 'H AMP (CDCls): & 7,34-7,37 (1 H, M), 7,41-7,47 (4 H, m), 7,62-7,65 (2 H, m), 7,90 (1 H, a, J = 15 '),
8,29-8,31 (1 H, m), 8,38-8,41 (1 H, m).

I'IPMFOTYBAHHFI 190

BeH3sodypaH-3-in-(2-propnipnamH-3-n)MeTaHoH

Tnn. 110-111°C; EnemeHTHUI aHania pospaxoBaHo ans CiHgFNO2: C, 69,71; H, 3,34; N, 5,81. 3nangeHo: C,
69,64;H, 3,36; N, 6,12.

MPUTOTYBAHHA 191

(2-®TopnipnamnH-3-in)-(1H-iHoon-3-in)vetaHoH

Tnn. 195-198°C; EnemeHTHMIA aHani3 po3paxoBaHo ana CHoFN2O2: C, 70,00; H, 3,78; N, 11,66. 3nHangeHo: C,
69,69; H, 3,60; N, 11,59.

MPUTOTYBAHHA 192

1-(2-®TopnipmanH-3-in)eTaHoH H amP (CDCl3): 62,67 (3H,1,J=0,5Tu),), 7,30-7,33 (1 H, m), 8,30-8,38 (2 H, m).

MPUTOTYBAHHA 193

1 -(2-®TopnipnaunH-3-in)-2-(MeTundeHinamiHo)eTaHoH

'H AMP (CDCls): 5 3,10 (3H, c) 4,72 (2H,n,J=3Tu), 6,63-6,74 (3 H, m), 7,18-7,24 (2 H, m), 7,32-7,36 (1 H, m),
8,30-8,42 (2 H, m); MC (p/6) 245 (M"+1).

MPUTOTYBAHHA 194

1 -[2-(4-PTOpPheHoKCH)-3-NipnanHinl eTaHoH

'H AAMP (CDCl3): 5 2,75 (3 H, ¢), 7,07-7,12 (5 H, ™), 8,20 (1 H, an, J =2, 7 T'u), 8,24 (1 H, A, J=2, 5I'w).

MPUTOTYBAHHA 195

1 -[2-(3-MipuguHinokcn)-3-nipnavHinleTaHoH

'H AMP (CDCls): 8 2,76 (3 H, ¢), 7,13-7,15 (1 H,m), 7,39 (1 H, an, J =5, 9 Tu), 7,563-7,56 (1 H, m), 8,22-8,24 2 H,
m), 8,50-8,53 (2 H, m).

MPUTOTYBAHHA 196

2 -®Top-a-deHin-3-nipuamHMeTaHon

'H AMP (CDCl3): 5 2,61 (1 H, wc), 6,03 (1 H, ¢), 7,14-7,38 (6 H, m), 7,97-8,08 (2 H, m).

MPUTOTYBAHHA 197

g2 ®TOP-3-NipMAanHIn)heHinveTaHoH

H AMP (CDCls): 6 7,32-7,38 (1 H, m), 7,47-7,50 (2 H, m), 7,61-7,67 (1 H, m), 7,78-7,82 (2 H, m), 7,98-8,07 (1 H, m),
8,38-8,42 (1 H, m).

MPUFOTYBAHHS 198

4-(1-Tigpokcn-1-veTnneTnn)6eH3oHITpun

o nepemiwyemoi cycneHsii 6e3oaHoro xnopuay uepito (ll) (3,89, 16mmonb) B 20mn cyxoro TeTparigpodypaHy npu
Temnepatypi 0°C nosinbHO no kpannam goaasanv 3,0M po3uuH meTunmarHivxnopugy B TeTpariapodypaHi (10mn,
31mmorb). Cymiw nepemiwyBanu npu 0°C npotarom 30 XBANWMH | MOTIM NOBIMBHO MO KpannsiM JogaBany PO3YWH
MeTUNoBoro ectepy 4-uiaHobeH3omHoi kucnotm (2,0r, 124mmors) B 20Mn cyxoro TeTparigpodypaHy. Cymiw
nepewmiwysanu we npotaroMm 30 xBunuH npu temnepatypi 0°C i Toai racurm 2,0M po3ynHoMm ouToBOT Kucnotn (=10mn),
AKYy Jogasarnm nosinbHO no kpannsam. Cymiw sunusanu B 200mn Boam i ekcTparyBanu etunaveTtart (2x200mn). OpraHiyHi
ekcTpakTn ob'egHyBanu, npomuBany po3ynHom GikapboHaTty Hatpito (1x40mn), Bogow (2x40mMn), HACMYEHUM BOOHUM
po3uynHOM xnopuay HaTpito (1x40mn), cywmnu Hag cynbdaToM MarHito i KOHUEHTpYBanu nig BakyyMOM OOepXYoun
macno. Macno nornvHanu cwunikarenem (10r) i npomuBarm cymiwwto etmnauetat/rekcaH (1:2, 1500mn).
KoHueHTpyBaHHAM  Mig  BakyymMOM I'IpOMVIBHOFO po3unHy ogepxysanm  1,75r  (88%)  4-(1-rigpokcu-1-
MeTmneTmn)GeHsoHlTpmny, y BAMA4I YicToro macna. 'H amP (CDCl3): 6 7,60 (m, 4H), 1,58 (m, 6H); TC-MC (m/e, %):
161 (M", 2), 146 (100).

MPUFOTYBAHHSA 199

2-®O10p-5-riapoKCcMbeH3oHITPUN

[o posunHy 2-gtop-5-metokenbeHsoHiTpuny (4,0rpam, 26,5mmons) B CH2CIl2(100mn) npu Temnepatypi 0°C no
kpannam gogasanu 1,0M posuunH BBr3 (29mn, 29MMornb ), cymill HarpiBanu o KiMHaTHOI TemnepaTypu i nepemilluyBanm
Ha npoTs3i Hoyvi. Cymiw BunmBarm B 300Mn nMboasHOT Boau i nepemiwyBanu Ha npoTasi 10 xBunuH. OgepxaHy cymil
sunueanu B 100mn metunexxnopugy i wapw posginanu. Cymiw npommsany Bogo, CylMAM Had Cynbdatom marHito,
hinbTpyBanu i KOHLEHTPYBaNKW, OAEPXYIoun TBepay peyosuHy (2,8r). MB 137,12; MC (m/e)137(M").

Cnonyky onucany B MPUTOTYBAHHI 200 ogepxyBanu BignosigHo Ao MeToavku onucaHin B MPUTOTYBAHHI 199
3aMiHIouM 2-pToP-5-MeTOKCMBOEH30HITPMN BiANOBIAHMM eTepoM. Yac npoBeaeHHs peakuii nexas y mexax Big 1 go 24
FOAMNH.

MPUTOTYBAHHA 200

3-Tigpokcn-N,N-gumeTn6ensamig MB 165,21; MC (m/e, %) 165 (M+, 30), 121 (100).

MPUTOTYBAHHA 201

2-dT1Op-5-MeTOKCMBEH3OHITPUN



Po3unH 2-xnop-1-gtop-4-metokcubeunsony (10,4rpam, 65,0mmornb), CuCN  (6,4rpam, 71,0mmonb) i N-
MeTunniponianHony (100mn) kMn'aTunm i3 3BOPOTHIM XxonoaunbHukoM 18 roavH. JogatkoBo gopasanu 2,3r CuCN i
CYMiLL KUN'ATUIM i3 3BOPOTHIM XonoaunbHMkoM 40 roamH. Cymiw sunusanu B 300mMn NbogaHOT BOAM | NepeMillyBanu Ha
npotasi 10 xeunuH. OgepxaHy cymiw Bunueanu B 100Mn MeTuneHxnopuay, i wapu posginanu. Cymiw npoMmusanu
BOJOK, CyLUMNM Haf cynbdaToM MarHito, dinbTpyBanu i KOHUEHTpYBanu, ogepXxywoun TBepay pedoBuHy (2,8r). MB
137,12; MC (m/e) 137 (M").

MPUTOTYBAHHA 202

1,4-0iokca-cnipo[4,5]aekaH-8+«apboHiTpun

o po3uuHy 1,4-[iokca-cnipo[4,5]aekan-8-oHy (2,0rpam, 12,8MMornb) i ToaunveTtunizouiaHaty (5,0rpam, 25,6Mmornb)
B AvmeTundopmamigi (25mn) npyn temnepatypi 0°C gogasanm 1,0 M po3umH T-BuOK B T-6yTaHoni (25,6mn) i cymiw
nepemiwysanu npu 0°C npoTarom 1 roguHu i Nnpy KIMHATHIA TemnepaTypi Ha NpoTAsi Hodi. Cymil po3BoAuIM BOAOIO i
ekcTparyBanu gietunosum edipom. O6'egHaHi ekCcTpakTV npoMmMBany BOAOK i HACMYEHUM BOAHMM PO3YMHOM Xropuay
HaTpito, CylmMnun Hag cynbdatom martito, inbTpyBanu i KOHLEHTPYBanM oJepXyloun TBepAy PEYOBUHY, SKY ouvLianm
3a gonomoroto cnew-xpomartorpadii Ha cunikareni BUKOPUCTOBYIOUM B AKOCTI entoeHTy cymiw 30% eTunaueTtaT/rekcaH,
oflepxyloun TRepay peyoBuHy (1,45r). MB 167,209; MC (m/e) 168 (M +1).

MPNTOTYBAHHA 203

C-(4,5-anxnopTidPeH-24n)mMeTmnamin

[o nepemiwyemoi cycneHasii 2-(4,5-guxnopTiodpeH-2-inmetun)isoiHaon-1,3-gionHy (0,77 rpam, 2,47MMOrb) B MeTaHoMi
(30mn) i TetparigpodypaHi (10mMn) npu KiMHaTHIN TemnepaTypi AodaBanu rigpasuHrigpat (0,395rpam, 12,3vMorb) i
nepemillyBanu Npu KiMHaTHIA TemnepaTypi Ha NPOTA3i HOYI. YTBOPIOBaBCA 0Caj i CyMill KOHLeHTpyBanu 4o 15mn i notim
dinbTpyBanu. dinbTpaT BUnueBanu B 100mn Boam i ekctparyBanu gietunosum edipom. O6'egHaHi ekcTpakT npoMusanu
BOAOK | HacCUYeHMM BOOHUM PO3YMHOM XMOpMAY HaTpito, cywmnu Hag cynbdgaToMm MarHito, dinbTpyBanu i
KOHUEHTpYBanu, OAepXYylouM Macno, ke oudwanu 3a gonomorot dew-xpomaTorpadii  Ha  cunikareni,
BMKOPUCTOBYIOUM B AKOCTI eeHTy cyMiw 5% meTaHonmeTuneHxnopua, ogepxyroum macno (0,341r). MB 182,08; MC

MPUTOTYBAHHA 204

2-(4,5-OnxnopTiodeH-2-inmetun)isoiHgon-1,3-aioH

[o nepewmiwyemoro po3umHy (4,5-guxnopTiodeH-2-in)metaHony (0,660rpam, 3,60mmone), dranimigy (0,636rpam,
4,32mmonb) i@ TpudeHindocdiHy (1,1rpam, 4,32mmonb) B TeTparigpodypaHni (20mn) npu KiMHaTHI TemnepaTypi
popjasanu pietunasogukapbokemmat (0,395rpam, 12,3mMMonb) i ogepKaHy Cymill nepemiwyBanu nNpu  KiMHaTHIA
Temnepatypi Ha npoTasi Hodi. Cymiw Bunueanu B 100Mn Boau i ekcTparyBanu gietunoBum edpipoM. OG'egHaHi
ekctpakTn npomusanm 1N posuHom NaOH, Bogot i HacMYyeHUM BOOHWM PO3YMHOM XIOpuAY HaTpilo, CylMnM Haja
cynbaToM MarHito, pinbTpyBanu i KOHLEHTPYBanuM, OAEPXKYI0UN Macro, 3 KOro NpU BUKOPWUCTaHHI CyMilli AieTmnosun
eduip/rekcaH BUKpUCTanizoByBcs TpudeHingocdiH. MaTouyHMI po34MH KOHUEHTpYBanNu OdepXyloun TBEpAY PEYOBUHY,
AKY ouuwanu 3a Jonomorow dnel-xpoMatorpadii Ha cunikareni, BUKOPUCTOBYOUM B sKOCTI entoeHTy cymiw 30%
eTMnaueTaT/rekcaH, oepkyloun XOBTy Teepay peqosuHy. I poaTnpanu 3 rekcaHom ogepkyioum 6iny Teepay peyoBuHy
(0,772r). MB 312,18; MC (m/e) 313 (M"+1).

MPNTOTYBAHHA 205

(4,5-OnxnopTiodeH-2-in)MeTaHon

Po3unH 4,5-guxnopTiocpeH-2«kapboHoBoi  kucnotv  (0,500rpam, 2,53mmornb) i TieHinxnopugy (1,0mn) B
Metunenxrnopuai (10mn) kun'atmnn i3 3BOPOTHIM xonoAusbHUKOM 3 roAvHn. Cymill KOHUEHTpYBanu BigraHsA4M
PO3YMHHUK i. 3anuwiok po3soaumm 15mn giokcaHy i gogasanu Goprigpua Hatpito (0,143rpam, 3,8Mmornb) i ogepxaHy
CYyMill KMM'ATANM i3 3BOPOTHIM XomnogurbHUKoM npoTarom 3 rogumH. Cymiw oxonomkyeanu go 0°C i no kpannsm
popasann 3 mn Boau. Cymiw Bunueanu B 100mn Bognm. OpepxkaHy cymill ekcTparyBanu AieTnoBuM edipom,
npomuBanu 1N posunHom NaOH, Bogol i HAaCMYEHMM BOAHMM PO3YMHOM XIIOPUAY HaTpilo, CYWMNN Haa cynbdaTom
MarHito, inbTpyBanu i KOHUEHTpYBanu, o4epXylounm Macro, ske ouulanu 3a Jonomorow dnell-xpomaTtorpadii Ha
cunikareni, BIKOPUCTOBYIOUM B sakocTi entoeHTy cymiw 30% eTunaueTat/rekcaH, ogepxytoun macro (0,671r). MB 183,06;
MC (m/e)184(M"+1).

MPNTOTYBAHHA 206

4,5-OuxnopTioceH-2-kapOOHOBOT KNCTOTH

Kpisb po3uuH rigpokemay Hatpito (19,2rpam, 48,0mmons) y Boai (30mn) i neogi (120r) npu Temnepatypi -10°C
6apbotyBann 14,4r Clo. Po3unH HarpiBamm go 50°C i no kpanmsam pgopasanu 1-(4,5-guxnopTiodpeH-2-in)eTaHoH
(8,50rpam, 40,0Mmomb) B giokcaHi (40mn) i nicna uporo TemnepaTypy niginmamm go 80-90°C. Lo Temnepatypy
niatpumysanu Ha npoTasi 30 xeunuH. Cymiw sunueann B 500mn Boan. OgepxkaHy cymil ekcTparysanu AieTUIoBUM
edipom i obpobnamm ogHum posumHom NaHSOs3 i noTim nigkmcnioBanu Ao pH 1 KOHLEHTPOBaHOK XOPBOAHEBOK
kucrnoToto. OgepaHuii 3anuLLOK inNbTpyBanu i cylumnu ogepxytoun 6iny TBepay pevosuny (5,7r). MB 197,04; H amP
(AMCO-d®) & 7,731 (1 H, c).

MPUTOTYBAHHA 207

1 -(4,5-OnxnopTioceH~2-in)eTaHOH

[o po3uuHy 1-TiocpeH-2-inetaHoHy (5,0rpam, 40,0mmonb) B xnopodopmi (50mn) npu TemnepaTtypi 20°C nopuigmu
popaeanu xnopug antoMmidito (15,9rpam, 119,0mmonb). Cymiw nepemiwysanu npu 20°C npotarom 10 xBunuH i no
kpannam gogasamm 1M posumH Clz B Te Tpaxopuai Byrneuto (120mn). Cymiw nepemilyBanu npu KiMHaTHin TeMnepaTypi
30 xBunuH, po3soannu meTtuneHxnopugom (300mn), npommsanu 1N po3unmHoOM rigpokcuay HaTpito i BO4O, CYLIMNN Hafg,
cynbdaToM MarHilo i KOHLIEHTPYBaNM 0JepPXYyioun TBepay peyoBuHy (8,5r). MB 195,07; MC (m/e) 196 (M'+1).

MPUTOTYBAHHA 208

2-BpommeTun-3,5-amxnopTiodeH

Po3uuH 3,5-amxnop-2-vetuntiocgeH (1,3rpam, 7,8umorns), NBS (1,4rpam, 7,8Mmornb) i nepokeug 6eH3oiny (0,065r) B
TeTpaxnopuai Byrmeuto (40mMn) Kun'atmnm i3 3BOPOTHIM XONoAUIbHMKOM npoTarom 18 roanH. Cymil oxonogxyeanm oo
0°C, possognnu 40mn rekcaHy i inbTpyBanu. ®PinbTpaT KOHUEHTPYBanu, OOepXylun Macrio, ske owilanu 3a
Aornomoroto dnetu-xpomatorpadii Ha curikareni, BUKOPUCTOBYIOUM B IKOCTI €MIOEHTY rekcaH, ogepytoum macrio (1,06r).
MB 245,95; MC (m/e) 246 (M"+1).



MPUTOTYBAHHA 209

3,5-dnxnop-2-metuntiodeH

[o posunHy 2-metuntiodeHy (7,0rpam, 70,0Mmonb) B MeTuneHxnopua (50Mn) npu kKiMHaTHIM TemnepaTypi no
kpannam gogasanu SOCly. Cymiw nepemiwyBany nNpu KiMHaTHIN TemnepaTypi Ha NPOTA3i HOYi, PO3BOAMIN FEeKCaHOM
(300mn), npomuBarm 1N posumHom NaOH, Bogot i HacMyeHM °BOOHVMM PO3YMHOM XIopuay HaTpilo, CylMnu Hapg,
cynbdaToM MarHito, QinbTpyBanu i KOHUEHTpYBanu, OAEPXKYIOUM Macro, sike Oo4vMlany 3a [OMOMOroK BaKyyMHOI
neperoHkn, oAepxyloum macro. fke 3a gonomororo dnell-xpomatorpadii Ha cunikareni, BAKOPUCTOBYIOUM B SKOCTI
eroeHTy rekcaH, ogepxytoum macno (1,32r). MB 167,06; MC (m/e) 166 (MM).

MPUTOTYBAHHA 210

2-(3-KapbamoTtdeHokcn -N-(2-xnopbeH3nn)HikOTMHOBA KucroTa

PosunH etnnoeoro ectepy 2-(3-kap6amoindeHokcn )-N-(2-xnopbeHun)HikoTMHOBOI kucroTn (4,31rpam, 16,08Mmornb)
B eTaHoni (100mn) i 1 N po3uuH rigpokcmuay HaTtpito (40,21mn) kun'atmnu i3 3BOPOTHIM XONOAUIbHUKOM NpoTsrom 4
roamH. Cymiw koHueHTpyBann go 1/3 ob6'emy, possogurm 300mn Boaum, nigkucnoBanu go pH 3 1N posumHom
XNOPBOAHEBOI KMCMOTW i binbTpaT Guny TBEpAy PEevoBUHY i30ntoBanu, i NOTIM NepekpuTanisoByBanu 3 CyMilli
emunaueTtat/rekcaH (3,8r). Tnn. 220-224°C; EnemeHTHM aHanis pospaxoBaHo Ansa Cq3H1oN204: C, 60,45; H, 3,91; N,
10,85. 3HanpeHo: C,61,70; H, 3,61; N, 10,69.

MPUTOTYBAHHA 211

3-MeTtokcun-N,N-gumeTnn6eH3amiy

Kpisb po3unH 3-meTokcmnbeHsoinxnopua (5,0r) B Mmetunenxmnopugi (50mn) npu temnepatypi 0°C GapboTtyBanu
aumeTunamiH npotarom 5 xsunvH. Cymiw nepemiwyBanun npu 0°C npotarom 30 xBunuvH, possoaunu 300mn
MeTuneHxnopuay, NnpoOMuBanu BoA, CyLUMnM Hag cynba ToM marHito, hinbTpyBanu i KOHLEHTPYBanNu, OAEPKYIo4Yn Macro
(4,8r). MB 179,24; MC (m/e)179(M").

MPUTOTYBAHHA 212

Etunosun ectep 2-[3-(2,2,2-tpudprop-1-rigpokcnetmn)eHik CnJHIKOTMHOBOI KNCNOTU

[o posunHy etunosoro ectepy 2-(dopmindeHoken)HikotuHoBoi kucnotn (2,0rpam, 7,4vmons), 0,5M posumHy
TpumeTun(tpudptopmeTun)eunady (18mn) B TeTparigpodypaHi  (20mn) npu  Temnepatypi 0°C  gopgasanu
TeTpabytmnamonindropug (0,050r). Cymiw nepemiwysanu npu 0°C Ha npoTasi 1 roamHun. Jo cymiwi gogasanum 1,0N
poO34MH xriopBoAdHeBOi kucnotn (10mMn) i nepemiwyBanu Ha npoTssi 30 xBUNWH Npw KiMHAaTHIN TemnepaTypi. Cymiw
Bunueanu B 200mn Boau i ekctparysanu gietunosum edipom, O6'egHaHi eKCTpakT NPOMUBANU HACUYEHUM PO3YNHOM
rigpokapboHaTy HaTpito, BOAO, CYLLMAN HaA CYNbdaToM MarHito i KOHLEeHTPYBanu, O4ePK Y04 Macso, ske ouMLanu 3a
ponomoroto cnew-xpomaTorpadii Ha cunikareni, BUKOPUCTOBYIOUM B SKOCTI entoeHTy cymiw 60% etunauetat/rekcaH,
oaepxytoun macro (1,97r). MB 341,31; MC (m/e) 341 (M").

MPUTOTYBAHHA 213

2-OT0op-4-(1-rigpokcv-1-MeTMneTMn)beH30oHITpUN

[o nepemiwyemo!" cycnensii CeCls (4,7rpam, 19,0mMonb) B TeTparigpodypaHi (30mn) npu temnepatypi 0°C no
kpannam gopasanu 3,0M posunH metunmartinxnopugy (6,0mn, 19,0mmons). Cymiw nepemiwysanu npm 0°C Ha npoTasi
45 xBuUNuH i No kpannsMm Jodasanu 4-aueTtun-2-grop6eH3oHiTpun (2,5rpam, 15,0mmonb) B TeTparigpodypai (20mn).
Cymiw nepewmiwysanu npu 0°C npotarom 1 roguhy i racunu 5mn 2N ouUTOBOK KMCIOTOM, SIKY AoAaBanuv no KpanssiM.
Cymiw sunueanu B 200mn Bogu, nigkucnoany 0o pH 2 2N po3ymMHOM OLTOBOI KMCIIOTU | eKCTparyBanu etunauetaToMm.
Ob6'egHaHi ekcTpakTM NpoMMBarM BOAOK i HACMYEHUM BOAHUM PO3YMHOM XNOPMAY HAaTPilo, Cywmnn Hag cynbdgaTtom
MarHito i KOHUEeHTpyBanu, oJepXylounm Macrio, fke ouyuwanu 3a Jornomorol dnew-xpomartorpadii Ha cunikareni,
BMKOPUCTOBYIOUM B SIKOCTI entoeHTy cymiw 50% etunauetat/rekcaH, ogepxytoum macno (1,95r). MB 179,21; MC (m/e)
179 (M").

MPUTOTYBAHHA 214

4-AuetTnn-2-cTopOeH30HITPUN

Cymiw 4-6pom-2-cropbeHsoHitpuny (5,0rpam, 20,0mmonb), OymnsiHinosoro etepy (12,5rpam, 124,0mmons),
Tpuetunaminy (4,0rpam, 40,0mmonsb), dppp (0,453rpam, 1,1mMmonb), auetat Tanito (5,8rpam, 22,0mmornb) i Pd(OAc)2
(0,224rpam, 1,0mmonb) B gumeTtundopmamigi (50mn) B atmocdepi N2 i HarpiBanu npu temnepatypi 90°C npotsirom 3
roavH. Jopasanu popatkoBy nopuito dpp 0,453r i 0,244r Pd(OAc). i HarpiBanu npu TemnepaTypi 90°C npotsarom 4
roavH. Cymiw oxonopxyeBanu A0 KiMHaTHOI TemnepaTtypu, gogasanu 25mn 2N xnopBoAHEBOI KMCMOTW i Cymil
nepemiwlyBanu npu KimHaTtHin TemnepaTypi npotarom 30 roguvH. Cymiw sBunuesanu B 300mMn BoA i ekcTparyBanu
pietnnosum ecipom. O6'efHaHi eKCTpaKTM MpoMMBany BOAOK i HACUYEHNM BOOHUM PO3YMHOM XITOPUAY HaTpito, CyLUMmu
Hag cynbaToM MarHito i KOHLEHTPYBaNKN, OAEPXKYIOUM Macro, SKe oYMLwany 3a AonoMorow dnel-xpomartorpadii Ha
cunikareni, BYKOPUCTOBYIOUM B AKOCTI entoeHTy cymiw 30% eTunaueTat/rekcaH, ogepxyloum macno (2,5r). "HAMP
(CDCl3): 8 2,63 (c, 3H), 7,73 (m, 2H), 7,81 (m, 1H).

MPUTOTYBAHHA 215

4-OkcouvkrorekcaHkapboHiTpun

Po3uuH 1,4-piokca-cnipo[4,5]nekan-8-«apboHitpuny (2,0rpam, 12,8Mmonb) i 2N po3unHy XNOpPBOAHEBOI KUCMOTU
(21,0rpam, 42,0mmonb) B TeTparigpodypaHi (30mMn) npu KiMHaTHIA TemnepaTypi nepemMillyBany Ha nNpoTasi Houi. Cymiw
po3BoaMimM eTunaueTatom, NpoMMBanmM BOAOK | HAaCMYEeHWM BOAHMM PO3YMHOM XIOpWUAY HATpito, Cywmnn Hapg
cynbaToM MarHito, inNbTpyBanu i KOHUEHTpYBanu, OAEepXYluM Macrno, ske ouuanu 3a [onoMorow dne-
xpoMaTorpadii Ha curnikareni, BAKOPUCTOBYIOUM B SIKOCTi entoeHTy cymiw 10% etunauetaTt/rekcaH, OAepKylo4M Macno
(0,800r). MB 123,15.

MPUTOTYBAHHA 216

2-[4-(1-Tigpokcm-1-meTnneTMn)umknorekc-1-eHinmeTunlisoiHgon-1,3-aioH

[o nepemiwyemoro posunHy 2-(4-rigpokcumeTunuvknorekc-3-eHin)nponan-2-ony (5,765rpam, 34,270MMorb),
granimigy (6,50rpam, 44,208mMmornb) i TpudpeHindgocduny (11,60rpam, 44,208vmornb) B TeTparigpodypaHi (200mn) npum
KiMHaTHin TemnepaTypi no kpannam pgopjasanu DIAD (9,010rpam, 44,552mMmornb) i Ccymill NepCcuKOBOrO KOMbOopy
nepemillyBany nNpu KiMHaTHIA TemnepaTtypi Ha npoTasi Hodi. Cymiw racunm 150mn Boan i ekctparyBanu 2x100mn
eTunauetatoM. OgepxaHuii PO3YMH KOHLEHTPYBanuM OAEPXKYIOUM XOBTUIA 3armwok. Llem sanuwok nepeHocwunu B



dieTunosuin edoip, pO3BOAMIM rEKCaHOM, OXONOAXKYBanu i inbTpyBanu. HeoumLleHNin NpoAYKT OYULLANN 3a AOMOMOroH0
drew-xpomaTorpadii Ha cunikareni, BAKOPUCTOBYIOUM B SIKOCTi entoeHTy cymiw 50% etnnaueTat/rekcaH, ogepKytoun
XOBTY F'yMonoai6Hy pedosuHy (5,73r). MB 299,373; MC (m/e) 279 (M'-18),

MPUTOTYBAHHA 217

Etunosun ectep 2-(6eH30[1,3]aiokcon-5-inokcu HiKOTMHOBOT KMCNOTH

Po3unH etunoBoro ectepy 2-xnopHikoTMHoBOiT kucriotm (5,00rpam, 27,0mmornb), kapboHaT uesito (2,96rpam,
67,5mMmonb) | 6eH3o[1,3]aiokcon-5-in (4,19rpam, 29,7MMonb) B AumeTnndopmamigi (80mn) HarpiBamm npu Temnepatypi
65°C Ha npoTasi 10 roguH. Cymil po3BoaMM Bogok i ekcTparyBanu etunauetatom. O6'egHaHi eKCTpakT NpoMuBanu
BOAOK | HACUYEeHMM BOOHMM pPO3YMHOM XIOpUAY HaTpito, Cywmnu Hag cynbdaTom MarHio, ginbTpyBanu i
KOHUEHTpyBanu, oaepxytoum Teepay pevosuny (7,0r). MB 287,275.

MPUTOTYBAHHA 218

2-[4-(1-Tigpokcmn-1-MeTuneTMn )umknorekc-1-eHinmetnnlizoiHaon-1,3-gioH

[o nepemiwyemoro posunHy 2-(4-rigpokcumeTunumkniorekc-3-eHin)nponan-2-ony (5,765rpam, 34,270MMonb),
dranimigy (6,50rpam, 44,208umons) i TpudeHindocdiHy (11,60rpam, 44,208mmonb) B TeTparigpodypaHi (200mn) npu
KiMHaTHIN TemnepaTypi no kpannsm pgogasanu DIAD (9,010rpam, 44,552MMornb) i CyMill MEepCUKOBOrO KOIbOpy
nepemillyBanyM nNpu KiMHaTHIA TemnepaTtypi Ha npoTasi Houi. Cymiw racunm 150mn Bogm i ekctparyBanu 2x100mn
etvnauetatom. OgepxXaHui pO3YMH KOHLEHTPYBanu OOEpXKYHuM XOBTUW 3anmuwok. Ller 3anuwok nepeHocunu B
dietunosui edip, pO3BOAMIMM rEKCaHOM, OXONOAXYBanu i inbTpyBanu. HeoumLleHNn NpoAYKT OYMLLANN 3a AONOMOroH
dneww-xpomarorpadii Ha cunikareni, BAKOPUCTOBYIOUM B SIKOCTI entoeHTy cyMiw 50% eTunaueTaT/rekcaH, oaepXyroum
)XOBTY rymonogi6Hy peuosuHy (5,73r). MB 299,373; MC (m/e) 279 (M*-18).

MPUTOTYBAHHA 219

2-(4-AMiHOMeTUNUMKIIOreKc-3-eHin)nponaH-2-on

Po3unH 0,3M meTaHomnbHOro rigpa3vH rigpaTy OAepXXaHoro AofaBaHHAM rigpasuwH rigpaty (1,96r) go 204mn
MeTaHony, oogasanu ao 2-[4-(1-rippokcu-1-meTuneTvn)-uuknorekc-1-eHinmeTnnliaoingon-1,3-gioHy (5,73r,
19,140mMmonb) | nepemilyBany Ha NPOTA3i HOYI NPW KiIMHaTHIN TemnepaTypi. [oTiM A0 opepxaHoi cymiwi goaasanu 5%
PO34YMH XITOPBOAHEBOT KMCMOTY | 3aNMLLOK, WO YTBOPKOBaBCSA NPOTAroM HaCTYMHUX ABOX rOAUH (pinbTpyBanu Kpisb LeniT i
npomuBanu Bogow. PinbTpaT BUNMBaNM y BOAy i ekcTparyBanv giemmnosum edipom. BogHui wap nignyrosyBanu go
pH=9 pos3uuHOM rigpokcmay HaTpito i ekcTparyBanu gietunosum ecpipom. OB6'egHaHi ekCTpakTM NpoOMMBanM BOAOHO i
HaCMYeHMM BOAHWM PO3YMHOM XNOPUAY HaTpilo, Cylmnu Hapg cynbdatoM MarHito, inbTpyBanu i KOHLEHTpyBanu,
OLlePXYIo4M Macno, sike oTBepAino npu ctosHHi (0,188r). Tnn. 95-97°C; MB 169,269.

Cnonykun ommcaHi B MPAFOTYBAHHAX 220-228 ©Oyno cuHTE30BaHO 3a MeETOAMKM aHarnoriyHoi onucaii B
MPUTOTYBAHHA 23 3amiHiooumn BkazaHun 1am peHorn.

MPUTOTYBAHHA 220

Etunosun ectep 2-(3-okcoiHaaH-5-inoKcv)HIKOTMHOBOT KMCMOTH

Mpwn ogepxaHHi BUKOpUCTOBYBCA 6-rigpokcniHaaH-1-oH (Phialas et al. J. Chem. Soc. Perkin Trans. 1,4, 1984, 687-
695). MC (m/e): 297 (M").

MPUTOTYBAHHA 221

ETtvnoeun ectep 2-(2-MeTMnbeH3oTiazon-5-inokcn HikOTMHOBOT KUCMOTU

Mpy ogepkaHHi BUKOPUCTOBYBCS 2-MeTun-5-6eHsoTiason. MC (m/e): 314 (M").

MPUTOTYBAHHA 222

Etunosun ectep 2-(2-veTtunbeH30Tnazon-6-inokov)HikoTuHoBoi kucrotu MNMpu ogepkaHHi BUKOPUCTOBYBCS 2-METUI-
6-6eHsoTiason. (Tardieu et. al. Helv. Chim. Acta, 75, 4, 1992, 1185-1197). MC (m/e): 314 (M").

MPUTOTYBAHHA 223

ETtunosun ectep 2-6eH30Tiazon-6-nokcu)HKOTUHOBOT KUCMOTH

Mpwn opepxaHHi BUKopucToByBca beH3oTiazon-6-on. (Ei'tsov et. al. J. Gen. Chem. USSR 51, 1981, 1822-1831). MC
(m/e): 301 (M™+1, 100).

MPUTOTYBAHHA 224

ETtunosun ectep 2-6eH3okca3on-6-nokcu)HiKOTMHOBOT KUCMOTH

Mpu ogepxaHHi BUKkopucToByBCa GeH3okcason-6-omn. (Cole et al. Aust. J. Chem. 39, 2, 1986, 295-301). MC (m/e):
284 (M").

MPUTOTYBAHHA 225

Etunosun ectep 2-(3-auetmn-4-xnopgeHoKCH HIKOTUHOBOI KNCINOTH

Mpv ogepxaHHi BukopucTosyscs 3-aLetnn-4-xnopdeHon. MC (m/e): 319 (M").

MPUTOTYBAHHA 226

Mpv ogepxaHHi BUkopucToByBest 1-(3-x1op-5-rigpokcndeHin)etaHon. MC (m/e): 319 (M).

MPUTOTYBAHHA 227

Etunosun ectep 2-(3-MeTnnbeH30-(d)izokca3on-5-inokcu)HiKOTMHOBOT KNCMOTH

Mpun ogepxaHHi BUKOpUCTOBYBCS 5-rigpokcun-3-meTunbeHso-(d)isokcaszon. MC (m/e): 299

MPNTOTYBAHHA 228

ETtvnosun ectep 2-(3-MeTMnbeH3o-(d)izokcason-7-ifoken)HIKOTUHOBOT KUCIOTU

Mpy ogepxaHHi BUKOPUCTOBYBCS 7-TiApokcn-3-MeTunbeH3o-(d)isokcason. MC (m/e): 298 (M)

MPUTOTYBAHHA 229

Etunosun ectep 2-(2,3-Aurinpo6eH3o[1,4]0ioKkCuH-6-iNoKCM )HIKOTMHOBOT KUCTOTH

Mpu opepxaHHi BykopucToByBCA 2,3-auriapoben3o[1,4]aiokcuH-6-on (Biosci. Biotech. Biochem,, 56(4), 1992, 630-
635). MC:m/e302(M"+1).

MPUTOTYBAHHA 230

3-AueTun-4-xnopdeHon

Cymiw 3-auetun-4-xnopadisony (6,3r, 0,03monb), (Atkinson et. al. J. Med. Chem. 26, 10, 1983, 1353-1360) i
rigpoxnopua nipnauvHy (19,4r, 0,17monb) Harpisanu npu TemnepaTypi 220°C Ha npoTasi 2 rogvH. Cymiw Bunuesanu y
Boay (200 mn) i ekcTparyBanu etunauetatoM (2x200mn). OpraHiyHi ekcTpakTi 00'eqHyBanu, npoMmusanu Bogoto (40mn),



HaCU4YeHUM BOAHMM PO3YMHOM Xropuay HaTpito (40Mn), cylumnu Hag cynbaToM MarHito i KOHLEHTPYBanW, OAEPXYo4n
Macrno. XpomaTorpadielo Ha cunikareni BMKOPUCTOBYIOMM B SIKOCTi €tOeHTy cymilw eTunauetat/rekcaH (1:1),
opepxyeanu 5,1r macna. MC (m/e): 172/170 (M*, 100).

MPUTOTYBAHHA 231

7-Tippokcn-3-vieTnbeHs(d)isokcason

Cymiw 7-meTtokcn-3-meTmnbens(d)isokcasony (2,9r, 0,017mmornb) (Borsche et al. Justus Liebigs Ann. Chem. 570,
1950, 155, 163) B nboasaHii ouToBi kucroTi (15mn) i 48% po3umHi 6GpomBoaHeBOi kucrotu (15mn) kun'atmunu i3
3BOPOTHIM XONOAMMbHUKOM MpoTAroM 6 roguH. Cymilw KoHUeHTpyBanu, ogepxytoun 4,0r tBepaoi pevosuHu. MC (m/e):
227/229 (M*+HBr), 149 (M").

MPUTOTYBAHHA 232

1-(3-Xnop-5-rigpokcundpeHin)eTaHoH

Cymiw 1-(3-xnop-5-metokcudpeHin)etanoHy (14,3r, 0,08monb) i rigpoxnopwua nipnavHy (44,8r, 0,39Morb) HarpiBanu
npu TemnepaTypi 220°C Ha npoTasi 2 roaumH. Cymiw Bunueanu y Bogy (200Mn) i ekcTparyBanu eTunauetaTom
(2x200mn), OpraHiyHi ekctpakTM 06'egHyBanu, npomwusamm oot (40Mn), HacM4eHUM BOOHVMM PO3YMHOM Xnopuay
HaTpito (40mMn), cylwmnn Hag cynbaToM MarHito i KOHUEHTpYBanu, ogepXxyloum macrno. Xpomatorpadieto Ha cunikareni
BVIKOpVICTOBry}O‘-IVI B SIKOCTi emeHTy cymiw etnnauetat/rekcaH (1:1), ogepxyBanu 6,6 r TBepgoto pevosuHn. MC (v/e):
170/172 (MI).

MPUTOTYBAHHA 233

1-(3-Xnop-5-meTokcndpeHin)etaHoH

Cymiw  3-xnop-5-meToKCMGEHINoBOro  ecrtepy TpuUdTOpMeTaHCynbgoHoBOI  kucrnotm  (26,5r, 0,091mornb),
oymnsiHinetep (59mn, 0,46mornb), 1,3-6ic(amdpeHindgocdinonponan) (1,1r, 0,003mornb), auetat nanagito (0,51r,
0,002vorb) i Tpuetunamin (28mn, 0,20monb) B agumeTundopmamigi (90mn) Harpianu npu TemnepaTypi 80°C Ha npoTasi
4 rogunH. Cymiw Bunmeanu y Bogy (400mn) i ekctparyBanu gietunoBum ediipom (2x400mn). OpraHiyHi ekcTpakTv
o6'egHyBanu, npomusanu 1N po3unHoM xnopsogHeBoi kncnotn (80mn), 1N pozunHom rigpokcmay HaTpito (80mr), Bogok
(80mMn), HacCMYeHMM BOAHMM PO3YMHOM Xropuay Hatpito (80mn), cywmnu Hap cynbgaTom MarHito i KOHUEeHTpyBanu,
ofepXKyroun macrio. XpomaTtorpadi€eto Ha cunikaren BYKOPUCTOBYOUM B SIKOCTI €M0eHTY Cymill eTunaueTaTt/rekcaH (1:9),
onepxyroun 14,3r TBepaoi peyosuHn. MC (m/e): 184/186 (M").

MPUTOTYBAHHA 234

3-Xnop-5-meToKcneHinoBnin ectep TpMdPTOPMETaHCYNb(OHOBOT KUCNOTH

[o nepemiwyemoro po3ynHy 3-xrop-5-meTtokcudeHon (15r, 0,09monb), Tpuetunamid (31mn, 0,23monb) i 4-
aumeTunamiHonipugud (1,1r, 0,009vonb) B Metunenxnopuai (200mn) npu tTemnepatypi -78°C no kpannam gogasanu
aHrigpua TpudptopmeTaHcynsdoHoBoi  kucnomm (20mn, 0,118monb). Cymiw nNOBINbHO HarpiBanu A0 KiMHaTHOI
TemnepaTtypu NpoTsAroM 2 roguH, i NoTiM po3Boanmm MeTunenxnopungom (400mn) i npomusamm sogoto (100mn), cywumnum
Hag cynbgaTOM MarHito i KOHUEHTpyBanu, ogepxytounm macno. Xpomartorpadieo Ha cunikareni BMKOPUCTOBYOUU B
AKOCTI eneHTy cymil eTunaueTtaTt/rekcaH (1:9), onepxyioun 26,6r macna. MC (m/e): 290 (M").

MPUTOTYBAHHA 235

5-I'vapokcun-3-metnnberso(d)isokcason

Cymiw 5-metokcn-3-wetnnberso(d)isokcazon (4,9r, 0,03morb) in 48% 6pomeoaHeBoi kucrotm (20mn) i outoBOi
kmcnotn (20mMn) kMN'aTunm i3 3BOPOTHIM XONOAMMBHUKOM NPOTAroM 4 roanH. Cymill KOHUEHTpyBanu, ogepxyioum 6,2r
TBepaoi peyosnHN. MC (m/e): 149 (M').

MPNTOTYBAHHA 236

5-MeTokcn-3-metnnbenso(d)isokcason

Cymiw 1-(2-rigppokcn-5-meTokendpeHin)etaHoH-O-auetun okeum (15,3r, 0,069mornb) B nipnanHi (50Mn) knn'atmnu i3
3BOPOTHIM XxonoAunbHWKOM npoTtarom 4 roguH. Cymiw sunueanu y sogy (800mn), migkucroBamm KOHLEHTPOBaHOM
xnopeoAaHeBoi knucnom o pH 1, i notim ekctparyBanu etnnauetatom (2x800mn). OpraHiyHi ekcTpaktn o6'egHyBanu,
npomuBanu 1N posunHom xropBogHesoi kucrnotm (100mn), 1N posunHom rigpokcuagy HaTpito (100mn), Bogoto (100mn),
HacCU4YeHUM BOAHUM PO3YMHOM Xropuay HaTpito (100mn), cylumnu Hag cynbdaToM MarHito i KOHLEHTPYBanu, OAepKyo4n
mMacno. XpomaTtorpadieto Ha cunikarerni BAKOPUCTOBYHOUMN B SKOCTi €MH0eHTY CyMill eTunaueTat/rekcaH (1:2), ogepxyroun
5,9r TRepaoi peyoBuHU. MC (Mm/e): 163 (M').

MPUTOTYBAHHA 237

1 -(2-Tigpokcn-5-meTokcneHin)eTaHoH-O-aueTun okenm

Cymiw 1-(2-rippokcn-5-meTokcmMdeHin)etaHoH okcum (13,71, 0,076mMornb) i aHrigpua ouToBoi kucnotn (50mn)
HarpiBanu npu Temnepatypi 50°C Ha npoTsa3i 10 xBunuH. Cymiw oxonomxkyeanu o 0°C, dinbTpyBanu i ginbTpaHT
npommeany Boaoto (50mn), cylumnu ogepxyoun 15,5r Teepaoi pedosuHmn. MC (m/e): 224 (M'+1), 164(100).

MPUTOTYBAHHA 237

1-(2-T'igpokcn-5-veTokcudpeHin)eTaHoH oKcKm

Cymiw 1-rigpokcn-6-meTokcnavuetodeHoHy (15,0r, 0,09monb), rigpokeuay kanito (23,6r, 0,36Mornb) i rigpoxnopuay
rinpokeunaminy (9,4r, 0,14mornb) y Boai (300Mn) KMA'ATUNK i3 3BOPOTHIM XOMNOAUIIbHUKOM MNPOTAroM 2 roguH. Cymill
BMNMBanu Ha nig i nigkucnoeanu 1N po3unHom xrnopBoaHeBoi kucnot go pH 1. OpgepxaHuii 3anuiuok dinbTpyBanm i
cywmnu, oaepxyioun 13,7r TBepaoi pevosuHu. MC (m/e): 182 (M*+1,100).

Cnonykun onucaHi B NMPUTOTYBAHHAX 238-247 6yno cvHTE30BaHO 3 BUKOPWUCTAHHAM METOOM aHanoriYHoi Ao
onucaHoi B [MTPUITOTYBAHHI 45.

MPUTOTYBAHHA 239

2-(3-OkcoiHaaH-5-inoKkeM)HIKOTMHOBA K1cnoTa

MC (m/e): 269 (M").

MPUTOTYBAHHA 240

2-(2-MeTnbeH30Tia30m-5-inokCcnHIKOTMHOBA KMCIoTa

MC (m/e): 287 (M"+1,100).

MPUTOTYBAHHA 241

2-(2-MeTMn6eH30Tia30n-6-inoKcu HiKOTMHOBA KMcroTa



MC(m/e):287(M"+1,100).

MPUTOTYBAHHA 242

2-(beHaoTiazon-6-inokcu)HikOTMHOBa KUCnoTa

MC(m/e):273(M +1).

MPUTOTYBAHHA 243

2—(6eH30Kca30n-§-in0Kcm)HiKOTMHOBa KucnoTa

MC (m/e): 256 (M'), 211(100).

MPUTOTYBAHHA 244

2-(3-Auetnn-4-xnopeHOKCM)HIKOTMHOBA KMCnoTa

MC (m/e): 292/290 (M, 100).

MPUTOTYBAHHA 245

2-(3-AueTtnn-4-xnopdeHoOKCM)HIKOTMHOBA K1cnoTa

MC (m/e): 292/290 (M, 100).

MPUTOTYBAHHA 246

2-(3-MeTnn6eH3o[dBokca3on-5-inokon)HiKoTMHOBA KUCHoTa

MC(m/e): 270 (M*+1,100).

MPUTOTYBAHHA 247

2-(3-MeTnnbeH3o[dBokca3on-7-inoKev )HIKOTMHOBA KucnoTa

MC(m/e):270(M"+1,100).

MPUTOTYBAHHA 248

2-(2,3-AurigpobeHso[1,4]aiokCrH-6-inoken)HIKOTMHOBA KMcnoTa

MC:M/e274(M +1).

MPUTOTYBAHHA 249

(3)-(-)-1-(4-AmiHomeTUnNcbeHin)eTaHoN

[o nepemiwyemoro posunHy (3)-(-)4-(1-rinpokeneTnn)beHsoHiTpuny (2,2r, 0,015monb) B TeTparigpodypaHi (20mn)
npu Temnepatypi 0°C no kpannsam gogasanu 1,0M po3uuH niTinantoMoriapuay B TetparigpodypaHi (45mn, 0,045monb).
Cymil Kmn'aTunm i3 3BOPOTHIM XonoansibHUKOM npoTarom 30 xBunuH, oxonomkysanu go 0°C i notim racunm meTaHoOIoM
(5mn), skni gogasarm no kpannam. Cymiw possoaunu xnopodgopmom (300mn) i npomusamm sogoto (40mn).OnepxaHy
cycneHsito inbTpyBanu Kpisb LENiT i opraHiyHUMM eKCTpakT dinbTpaTty Biadinsanu, cylwmnu Hag cynbgaToMm MarHito i
KOHLEeHTpyBanu, ogepxyroum 2,0r 1Bepaoi peyosuHu. ap (CHCIz)-40,3°.

MPUTOTYBAHHA 250

(S)-(-)-4-(1-TigpokcneTnn)beH3oHITPUN

[o nepemiwyemoro po3unHy 4-auetnnbeHsoHitpuny (3,0r, 0,021momb) i 1,0M po3uuHy (R)-2-metun-CBS-
okcaszabopommgaiHy B Tonyoni (1,0mn, 0,001morb) B TeTparigpodypai (50mMn) npu KiMHaTHIN TemnepaTypi Mo Kpanmnsm
popaeanu 2,0M po3unH GopavmeTuncynbgigHOro komnnekcy B Tetparigpodypani (9,0mn, 0,017monb) npotarom 30
xBUNunH. Cymil nepemilyBanu npu KiMHaTHIN TemnepaTypi npotarom 1 roavHu, oxonoaxysanu go 0°C, i notim racmunum
meTaHonom (10mn), skuin gogasanu no kpannam. MonoBMHy po3dnMHHMKA BigraHaNM nig BakyyMoM, oAepKaHui po3yunH
po3Boaurm gietunosum ecpipom (300mn) i npommeanu Gydepom, WO MaB KUMCNOTHICT pH4 (40mn), Bogoto (40mn),
HaCU4YeHMM BOOHUM pO34YMHOM Xxnopugy HaTtpito (40mn), cywmnu Hapg cynbdaToM MarHilo i NOTIM KOHLEHTpyBanm
ofepxyroun macrio. XpomaTtorpadieto Ha cunikaren BUKOPUCTOBYIOUM B SIKOCTI €MIOEHTY Cymill eTunaueTat/rekcaH (2:3),
opepxyroun 2,2r ymctoro macna. ap (CHCI3)-40,0°.

MPUTOTYBAHHA 251

(R)-(+)-1 -(4-AmiHomeTun deHin )etaHon

OpepxyBanu 3a MeToaukow aHanoriyvHoto go onucaHin B NMPUTOTYBAHHI 247 Buxogaum 3 (R)-(+)-4-(1-
rigpokcmeTVn)beH3oHITPUNY SKMI ofepxyBann 3 4-auetobeH3oHiTpuny sukopuctoBytoun 1,0M posuunH (3)-2-vetun-
CBD-okcaszaboponigvH B Tonyosi 3a ymoB aHanoriyHmx go onvcanux s NMPUTOTYBAHHI 248.

MPUTOTYBAHHA 252

TpaHc-2-(amiHOMEeTUNLUKOKCUN)NponaH-2-on

Cymiw 6eH3nnoBoro ectepy TpaHc-(4-(1-rigpokcu-1-metuneTnn)umknorekcunveTun)kapbamiHoBoi kucnotn (8,3r,
0,027monb) i kaTanizatop MeprnvaHca (400mr) B etunaveTati (100mn) i meTaHoni (25mn) 36osTyBanu B anaparti Nappa
npu TUcky BoAHIo 40nci i Npy KiMHaTHIN TemnepaTypi npotaroMm 1 rognHu. Cymiw dinbTpyBanu Kpisb ueniT i ginsTpat
KOHUEeHTpyBanu, oaepxytoum 5,1r 6inoi tBepaoi pevoBmHu. MC (m/e): 171 (M+, 100).

MPUTOTYBAHHA 253

BeHannosuit ectep TpaHc-(@4-(1-rinpokev-1-mveTnneTmn)umkriorekcmnveTun)-kapbamiHoBoi KNCNOTU

Me xaHiyHO nepemiwyemy cycneHsito 6e3sogHoro xmopugy uepito (ll) (29,8r, 0,12momb) B TeTparigpodypaHi
KUN'ATUK i3 3BOPOTHIM xonoausbHUKoM npotsirom 10 xBunuH, oxonogxyeanu fo 0°C, i no kpannaM foaaBanu po3yunH
€TUIOBOro ecTepy TpaHc-(4-6eH3nnokcrkapboHinamiHomeTun)uvknorekcaHkapboHosoi kucnotn (35,8r, 0,11monb) B
TeTparigpodypaHi (200mn) nicna Yoro no kpannam gogasanu 3,0M po3uuH meTtunmarHinxnopugy (121mn, 0,363mornb) B
TeTparigpodypaHi. Cymiw nepemiwysanu npu Temnepatypi 0°C Ha npoTta3i 1 rogvHu i noTim racumm 2N po3ynHOM
OLTOBOI KMCMOTW, SKY AoAasanu no kpanmismM. MNMonoBvHY PO3YMHHUKA BiAraHANM nif BakKyyMOM, OAepXKaHWA PO3YMH
Bunueanu y sogy (800mn) i nigkmcnoeanm 2N po3ynmHoM ouTOBOI Kncrnotu o pH3 i noTim ekctparyBanu etunaueraTomM
(2x800mn). OpraHiyHi ekcTpakT 06'egHyBanu, npoMueanm ix po3ynHom bikapboHaTty HaTpito (100mn), Bogoto (100mn),
HaCU4YeHUM BOAHMM PO34YMHOM Xxriopuay HaTpito (100mn), cylumnu Hag cynbdaToM MarHito i KOHLEHTPYBanu, O4epXyloun
mMacno. XpomaTtorpadieto Ha cunikarerni BAKOPMCTOBYIOYM B SKOCTI €MH0eHTY CyMill eTunauetaTt/rekcaH (2:3), ogepxytoum
8,34r TBEpOOi peyosnHM. MC (m/e): 323 (M'+NHs, 100).

MPUTOTYBAHHA 254

ETtvnoeun ectep TpaHc-(4-6eHannokcrkapboHinamiHOMe T )-LUuKIorekcaHkapboHOBOT KMCOTU

[o nepemiwyemMoro posyMHy €eTWNOBOro ecTepy TpaHc-4-aMiHOMeTunumKrorekcaHkapboHoBoi kucnotm (23,8r,
0,11monb) i Tpmemmnamin (34mn, 0,24monb) B pAiokcadi (100mMn) npu KiMHaTHIW TemnepaTypi pogasanu  N-
(6eHannokcukapboHinokcu)cykumnHimigy (26,7r, 0,11mornb). Cymiw nepemillyBanu npu KiMHaTHIA TeMnepaTypi Ha NpoTA3i



18 roguH, Bunueanu y sogy (800mn) i ekctparyBanu etunauetatoMm (2x800mn). OpraHivHi ekcTpakT o6'egHyBanu,
npomusanu 0,5N posumHom rigpokemay Hatpito (100mn), 0,5N posumHom xmopBogHesoi kucnotn (100mn), BoAoH
(100mn1), HacMyYeHMM BOAHMM po3vnHOM Xropugy HaTpito (100mn), cywmnu Hag cynbdaToM MarHito i KOHLUEHTpyBanu,
oaepxytoun 36,0r TRepaoi peyosnHu. MC (m/e): 337 (M+NH3,100).

MPUTOTYBAHHA 255

(R)-(-)-TpaHc-1-(4-AmiHOMeTUNUMKIIOreKcuI)eTaHon

Cymiw 6eHsunosoro ectepy (R)-(-)-(TpaHc-4-(1-rigpokcreTnn)uuknorekcunmetnn)-kapbamiHosoi kucriotn (870mr,
2,98mmorb) i katanisatop MepnmaHca (100mr) B eTunaveTati (100mn) i meTaHoni (25mn) 36oBTYBanu B anapari [Nappa
npu TMcky BoaHw 40mci i npy KiMHaTHIA TemnepaTtypi npoTaroM 1 roanHu. Cymiw oinbTpyBanu kpisb LEeniT i qinbTpaT
KOHUeHTpyBanu, oaepxytoum 484mr macna. ap (CHCI3)-1,6°.

MPUTOTYBAHHA 256

Bensunosun ectep (R)-(-)-tpaHc-4-(1-rigpokcun-1-eTmn)umknorekcnnveTvin)-kapbamiHOBOi KUCNOTH

o nepemiwyemoro ©eH3UNOBOrO ecTepy (TpaHc-4-auetunuuknorekcunveTtun)kapbamiHosoi kucrotm (1,0,
3,46mmornb) | moHorigpaTty (S)-2-metnn-CBS-okcasaboponianHy (102mr, 0,34mmonb) B TeTparigpodypaHi (15mn) npu
Temnepatypi 0°C no kpannam goaasanu 2,0M po3unH GopaumeTuncynbdigHoro komnnekcy (1,4mn, 2,77MMorb) B
TeTparigpodypari npotsrom 20 xBunuH. Cymiw nepemiwysanu npu 0°C npotarom 30 XBUNWH, racunu mMeTaHOIOM
(10mn), NONOBMHY PO3YMHHMKA BiAraHANM Nig BakyyMOM, OAEepXaHUn po3ynH BUNMBanu y Boay (200mn) i ekctparyBanu
eTunauetatoMm (2x200mn). OpraHiuHi excTpaktm ob'egHyBanu, npomusanu 6ydepom (40mn), wo mae pH4, Bogoto
(40mn), HAaCMYEHMM BOAHMM PO3YMHOM Xropuay Hatpito (40mn), cywmnu Hap cynbgaToM MarHito i KOHUEHTpyBamnu,
oAepXKyrouMm macrio. XpomaTtorpadieto Ha cunikaren BYKOPUCTOBYIOUM B SIKOCTI €0EHTY Cymill eTunaueTaTt/rekcaH (1:1),
opepxytoun 870mMr TBepaoi peyoBuHu, ap (CHCIz)-0,8°.

MPUTOTYBAHHA 257

BeHsunosun ectep (TpaHc4-aueTMRLMKIOreKcunMeTu)kapbamiHoBOT KMcnoTm

o nepemiLlyemMmoro PO34VHYy 6€eH3noBoro ectepy (TpaHc-4-(meTokcmeTUnkapbamoin)-
umknorekcunvetnn)kapbamiHosoi kucrotn (5,8r, 0,017monb) B TeTparigpodypaHi (100mn) npu Temnepatypm 0°C, no
kpannam gogasanu 3,0M po3unH metunmartivixnopuay B Tetparigpodypati (13mn, 0,038Morb). Cymiw nepemillyBanm
npu 0°C Ha npoTasi 1 rogmHmn, racunn 2N po3ynMHOM OLITOBOI KUCNOTU, Ky AodaBanu no kpannsam. Cymiw sunmeanu y
Boay (300mn) i ekctparyBanu etunauetatom (2x300mn). OpraHiuHi ekcTpakTv 06'egHyBanu, npomusanu 0,5N po3ymHoM
xnopsoAHeBoi kucrnomm (80mn), Bogoto (80mn), HACMYEHUM BOOHWM PO34YMHOM Xropuay Hatpito (80mn), cywmnu Hag
cynbdaTOM MarHito i KOHUEHTpYBanu, ogepkytoumn macno. Xpomatorpadieto Ha cunikareni BAKOPUCTOBYIOUU, B SKOCTI
enioeHTy cymil eTunaLeTaT/rekcaH (2:3), onepkytoumn 2,0r TBepaoi peuosuHu. MC (m/e): 307 (M*+NHs;,100).

MPUTOTYBAHHA 258

BeHaunosun ectep (TpaHc4-(MeTokenmeTUnkapbamoin)umknorekcunveTin kapb6amiHoBoi KMCNoTu

[o nepewmilyeMoro po3uvHy TpaHc-4-(6eH3nnokankapboHinamiHoMeTun)umkrnorekcaH-kap6oHoBoi kucrnotn (16,7r,
0,057momb), rigpoxnopua N,O-gumetunrigpokcuamin  (6,2r, 0,063monb), TpuetunamiH (9mn, 0,063momb) i 1-
rigpokembeHsoTpiasonrigpat (8,5r, 0,063monb) B Agnmetundopmamiai (200mn) npu KiMHaTHIM TemnepaTypi fogasanu
rigpoxnopug, 1-(3-(ammeTunamido)nponin)-3-emrnkap6ogiimig (13,1r, 0,068monb). Cymiw nepemiluyBanu npu KiMHaTHIN
TemnepaTtypi npotarom 72 roauvH, Bunueamm y Bogy (800mn) i ekctparyBanu etunauetatom (2x800mn). OpraHiyHi
eKkcTpakTn ob'egHyBanu, npomusanu 1N posunHom rigpokcuaom HaTpito (80mn), 1N po3ynHOM XNOpBOOHEBOT KMCMOTK
(80mn), Bogoto (80Mn), HACMYEHUM BOAHUM PO3YMHOM Xropuay Hatpito (80mn), cylwmnu Hag cynbdaToM MarHito i
KOHUEHTpYyBanu, ogepxylousm macro. XpomaTorpadieto Ha cunikareni BUKOPUCTOBYIOUYM B SIKOCTI €feHTy Cymill
eTunaueTat/rekcaH (2:3), onepxyoun 5.8r macna. MC (m/e): 352 (M'+NHs, 100).

MPUTOTYBAHHA 259

TpaHc-4-(beH3urnokcukapboHinamiHomMe 1)K norekcaHkap6oHOBOT KUCNOTH

[o nepemilyeMoro posymHy TpaHc-4-(amiHoMeTun)umknorekcaHkapborHosoi kucnomwm (10,0r, 0,063monb) i
kapboHaTy kanito (30,5r, 0,22monb) B AgiokcaHi (200mn) i Boai (200mn) npu KiMHaTHIN TemnepaTypi gogasanu
6eHsunxnopdopmiat (11mn, 0,08monb). Cymiw nepemiwyBanu npu KiMHaTHIA TemnepaTypi npotsrom 18 roguH,
Bunueanu y sogy (800mn) i npommBamm gietunosum ediipom (800Mn). BogHui ekcTpakT nigkucnoBanu i ogepxaHuin
ocap hinbTpyBanu, cyLmnu oaepxytoun 16,7r 6inoi Teepaoi peyosuHu. MC (m/e): 309 (M'+NH3, 100).

MaccnekTpu Bumiptosanu sukopuctosytoumn FC-MC, AMPI, APCIl abo Tepmocnpei MeToau.

Bci 'H AMP cnekTpw 3HiManu Ha npunagi 3 Yactototo 400 MIu.

MPUKNAL 1

2-(4-dTopdheHokcm)-N-TiopeH-2-nmeTMnHikoTMHaIA

[o nepemiwyemoro po3unHy 2-(4-gropdeHokcu)HikoTnHosoi kucrnot (0,300rpam, 1,29mmonk) i NMM (0,137rpam,
1,35Mmornb) B cyxomy MetuneHxnopugi (15mn) npu temnepaTtypi -10°C gogasanu izobyrmnxnopdopmiat (0,164rpam,
1,35mMmonb). Yepes 30 xsunuH npu -10°C gopgasBanu 2-amiHometunTiodeH (0,152rpam, 1,35mMmornb) i cymiw nocTynoso
HarpiBanu Jo KiMHaTHOI TemnepaTypu npoTarom Hodi. Cymiw BunuBanu y BOAy i eKkcTparyBanu eTvnaueTtatoM.
O6'egHaHi opraHiuHi ekcTpakTy npomusamm 1N po3uHOM rigpokcnay HaTpito | BOAOLO, CyLMnu Hag cynbdaToM marHiio,
inbTpyBanM i KOHLUEHTPYBanNM OAepXKYyio4M YMCTe MAacro, sike ounwanu 3a AOoMoMOoro xpomatorpadii Ha cunikareni,
BUKOPWUCTOBYIOYM B AKOCTi  entoeHTy cymiw  30% emunaueTaT/rekcaH, OAEpXKYlouM TBepay PevOBUHY.
I'IeperMCTanisoBqunm 3 cymiwi eTunauetaTt/rekcaH, opepxytoum  6ini kpuctanm  (0,326r). Tnn. 89-
91°C;MC(m/e)329(M"+1).

Cnonyku ommcani B MPUKITAOAX 2-9 ogepxyBanu BignosigHo Ao metoauku onvcanivi B MPUKIIALI 1 3amiHtooum 2-
aMmiHoMeTNTModeH BiANOBIAHMM aMiHOM. Yac npoBeaeHHs peakuii nexas y MexaxBig 1 4o 24 roavH.

MPUKNAL 2

2-(4-dTopdeHokcm)-N-ypaH-2-inMeTUnHikoTMHamIg

Tnn, 71-73°C; EnemeHTHUIA aHani3 po3paxoBaHo ans Ci7H13NOsF: C, 65.38; H, 4.20; N, 6.97. 3HangeHo: C, 65.53;
H,4.34; N, 9.31.

MPUWKNAL 3

(R)(-)2-(4-dTopcbeHokcn )-N-[1-(4-vieTokenbeHin)eTMnJHikoTMHamiIZ



Tnn. 101-103°C; EnemeHTHUIA aHani3 po3spaxoBaHo ans CziH19gN20OsF: C, 68.84; H, 5.23; N, 7.65. 3HangeHo: C,
68.46,H,5.20; N, 7.62.

MPUKNAL 4

(S)-(-)2-(4-dTOopdheHokcn )-N-[1-(4-meToKCcnpeHin)eTnHIkoOTMHaMIg,

Tnn. 97-99°C; EnemeHTHUIA aHani3 po3paxoBaHo anst C21H1eN203F: C, 68.84: H, 5.23; N, 7.65. 3HangeHo: C.68.84;
H,5.17;N.7.71. ap=+54.2° (C=0,2, xnopocopm).

MPUKNAL 5

N-(2-Xnop-6-gropbeH3unn)-2-(4-dpropdeHoKem)HiKoTHamIL,

Tnn. 115-118°C; EnemeHTHMI aHani3 pospaxoBaHo ans CioH13N202FCl: C, 60.89; H, 3.50; N, 7.47. 3HangeHo: C,
60.63; H, 3.45; N, 7.38.

MPUWKNAL 6

(S)(-) 2-(4-PTOopdeHokemn)-N(1-TiodbeH-2-ineTnn)HikoTMHamIZ,

Tnn. 59-61°C; EnemeHTHMn aHania pospaxoBaHo anst CigH1sN2SOoF: C. 63.14; H, 4.42; N, 8.18. 3HangeHo: C,
63.21;H,4.34; N, 8.16. ap=-26.5° (C=0,3, xnopodopm).

MPUKNAL 7

(R)-(+)-2-(4-PT1OpdheHokcu )-N-(1-TiodpeH-2-TeTnn)HiKOTMHaMmIZ,

Tnn. 60-62°C; EnemeHTHMn aHania pospaxoBaHo ans CigH1sN2SOoF: C, 63.14; H. 4.42; N, 8.18. 3HangeHo: C,
62.75;H,4.27; N, 8.06. ap=+26.2° (C=0.4, xnopocpopm).

MPUNKNAL 8

N-[1-(5-XnopTiodeH-2-in)etmn]-2-(4-pTopdeHoKCen )HIKoTMHaMIA

Tnn. 87-89°C; EnemeHTHUI aHani3 po3paxoBaHo ansa CigH1N2SOCIF: C, 57.37; H, 3.74; N, 7.43. 3HangeHo: C,
57.51: H,3.68: N, 7.48.

MPUKNAL 9

N-(2-Xnop6eHann)-2-(4-dpropdeHokcn)HikoTMHaMIA

Tnn. 118-120°C: EnemeHTHMI aHanis po3paxoeaHo Ans CigH1aN202CIF: C, 63.96; H, 3.95; N, 7.85. 3HangeHo: C,
63.54;H,3.96; N, 7.72.

MPUKNALQ 10

N-(2-Xnop6eHann)-2-(2.4-andTopheHOKCU HIKOTUHaMIS,

[o nepemiwyemoro po3unHy 2-(2,4-gudropdeHokcun)HikoTMHoBoT Kucnotn (0.300rpam, 1.19mmonb) i NMM
(0.133rpam, 1.31MMorb) B cyxomy meTuneHxnopuai (15mn) npu Temnepatypi -10°C gopaBanu iso6ytmnxnopdopmiat
(0.202rpam, 1.31mmorb). Yepes 20 xemnuH npu -10°C gogasanu 2-xnop6eHsunnamin (0.202rpam, 1.43Mmorb) i cymiLl
MOCTYNOBO HarpiBanu [o KiMHaTHOI TemnepaTypu npoTaroM Hodi. Cymiw BunuBanu y BOAY | eKcTparyeamu
etvnaueTtatom. O6'egHaHi opraHiyHi ekcTpaktu npomuBarm 1 N po3ymMHOM rigpokciay HaTpilo, BOOOK i HAaCMYEHUM
BOAHUM PO34YMHOM XIOPUAY HATPito, CYLUMIN HaA cyrnbdaToM MarHito, pinbTpyBanu i KOHLEHTPYBanu, O4ePXKYouM Yncre
Macrno, sike oyMLany 3a JOoNoMOrol xpomartorpadii Ha cunikareni, BUKOPUCTOBYIOUM B SAKOCTI entoeHTy cymiw 30%
eTunaueTaTt/rekcaH, ogepXyloun TBepay pevoBuHy. NepekpucranizoByBanu 3 Cymilli eTunaueTaT/rekcaH ogepXynoun
TBepAy peyoBuHy (0.295r). Tnn. 122-124°C; EnemeHTHUI aHanis po3paxoBaHo anst C1eH13N202CIF2- C, 60.89; H, 3.50;
N, 7.47. 3nanpeHo: C, 60.77; H, 3.44; N, 7.38.

MPUKNAL 11

N-(2-Xnop6eH3un)-2-(3-dTopdeHOKCH )HIKOTUHaMIA,

[o nepemilyemoro po3unHy 2-(3-cdpropdeHokcm)HikoTnHoBoi kncrnoTtn (0.300rpam, 1.29mmone) i NMM (0.144rpam,
1.41mmonb) B cyxoMy meTtunenxnopugi (15mn) npu temnepatypi -10°C gogasanu izodytunxnopdopmiat (0.193rpam,
1.41mmonb). Yepes 20 xeunuH npu -10°C gopaeanu 2-xnopbeHannamid (0.219rpam, 1.55mMmonb) i cymiw noctynoso
HarpiBanu Jo kiMHaTHOT TemnepaTtypu npoTtaroMm Hodi. Cymiw BunMBanu y BoAdy i eKcTparyBanu eTunaueTtaToMm.
OG'egHaHi opraHiyHi ekcTpakTv npomuBany 1N po3ynmHOM rigpokcvMay HaTpilo, BOAOK i HACUYEHUM BOLAHUM PO3YMHOM
Xnopway HaTpilo, Cylwmnu Hag cynbdatom marHito, inbTpyBanu i KOHLEHTPYBanu, OAepXYyloun TBepay PevoBuHY, AKY
ouyvwanu 3a [OMoOMOrol  xpomaTtorpadiii Ha cunikareni, BUKOPUCTOBYIOMM B HAKOCTI entoeHTy cymiw 30%
eTunaueTat/rekcaH, ofepxyioun O6iny TBepAy pevoBuHy. [lepekpucTtanizoByBanu 3 cymiwi eTunauertat/rekcaH
ofdepxytoun TBepay pedoBuny (0.328r). Tnn. 115-117°C; EnemeHTHMIA aHani3 po3paxoBaHo ansa CigH14N202CIF: C,
63.96; H, 3.95; N, 7.85. 3nangeHo: C, 64.04; H, 3.92; N, 7.85.

MPUNKNAL 12

N-(2-Xnop6eHann)-2-(nipnanH-3-ToKev HIKOTUHaMIZ,

o nepemiwyemoro po3umHy 2-(nipuguH-3-inokcu)HikotmHooi  kucrotm  (0.300rpam,  1.39wmmorb), o-
xnop6eHsunnaminy (0.216rpam, 1.53mmornb) i 1-rigpokcmbensotpunasonrigpaty (0.207rpam, 1.53mMmornb) B cyxomy
anmetundopmamiai  (15mn)  pogasanu  rigpoxnopug  (3-(aMmeTunamiHo)nponin)-3-etunkap6oaiivigy (0.319rpam,
1.67MMOMb) | ofepXKaHMin PO3UYnNH NepemillyBany Ha npoTasi Houi. Cymiw po3soamnu 200mn eTunaueTaTy, NpOMMBanu
1N po3yvMHOM rigpokcugy HaTpito, BOAOK i HACMYEHMM BOAHMM PO3YMHOM XIopuay HaTpilo, CylwMnM Hag cynbdaTtom
MarHito, inbTpyBanu i KOHUEHTPYBanu, OAepXKyo4M Macrio, ske ouwLanu 3a AonoMoroto xpomartorpadii Ha cunikareni,
BUKOPWCTOBYIOYM B SKOCTi enioeHTy cymiw 5% MmeTaHonmeTtuneHxnopua. [lepekpucranizoByBanu 3  CymiLui
eTunaueTaTt/rekcaH ogepxytoun o6iny TBepay pevoBuHy (0.275r). Tnn. 123-125°C; EnemMeHTHUIA aHanis po3paxoBaHo ans
C1gH1aN302Cl: C, 63.63; H, 4.15; N, 12.37. 3HangeHo: C, 63.19; H, 3.85; N,11.67.

Cnonyku onucaHi B MNMPUKITAOAX 13-44 opepxyBanu BignosigHO Ao Metoauku onucaHin B MNMPUKNALDlI 12
3aMiHI04M O-xrTop6eH3nnamiH BignoBiaHMM aMiHOM. Yac NnpoBefeHHs peakLii nexas y MexaxBig 1 4o 24 roouH.

MPUKNAL 13

N-(4-Metnn6eH3nn)-2-(nipnanH-3-inokcun)HikoTMHaMI 4

Tnn. 91-93°C; EnemeHTHUI aHani3 po3paxoBaHo ansa C1oH17N302: C, 71.46; H, 5.37; N, 13.16. 3HangeHo: C, 71.51;
H, 5.40; N, 13.26.

MPUKNAL 14 .

N-[1-(5-XnopTio®eH-2-in)etnn]-2-(NipuaMH-3-NoKCn )HiKOTUHaMIg,



Tnn. 74-76°C; EnemeHTHU aHani3 po3paxoBaHo ans Cq7H1aN3SOLCl: C, 56.75; H, 3.92; N, 11.68. 3HangeHo: C,
56.54;H,4.06; N, 11.80.

MPUNKNAL 15

N-®DypaH-2-inmeTun-2-(NipuanH-3-noKCu )HiKoTMHamIA

Tnn. 84-86°C; EnemeHTHMIA aHani3 po3paxoBaHo ans CisH12N303: C, 65.08; H, 4.44; N, 14.23. 3HangeHo: C, 65.04;
H, 4.50; N, 14.55.

MPUNKNAL 16

N-(5-XnopTiogeH-2-inmeTnn)-2-(NipnanH-3-inokcm)HikoTmHamig

Tnn. 110-112°C; EnemeHTHMI aHani3 pospaxoBaHo ana C1eH12N3SOCI: C, 55.57; H, 3.50; N, 12.15. 3HangeHo: C,
55.23;H,3.57; N, 12.45.

MPUNKNAL 17

N-[1-(5-MetnnTiodeH-2-in)etmn]-2-(NipManH-3-inokcn )HiKOTMHamIg,

Tnn. 162-164°C; MC (m/e) 340 (M*+1).

MPUNKNAL 18

N-(5-MetunTtiodeH-2-inmeTnn)-2-(NipuanH-3-TOKCN HIKOTUHaMIA

Tnn. 111-113°C; EnemeHTHUIA aHani3 po3paxoBaHo Ans Ci7H1sN3SO2: C, 62.75; H, 4.65; N, 12.91. 3HangeHo: C,
62.77;H,4.67; N, 12.50.

MPUNKNAL 19

N-(5-MetundypaH-2-inmetnn)-2-(nipnanH-3-iNoKcu )HikoTMHaMIZ

Tnn. 65-67°C; EnemeHTHUMIA aHani3 po3paxoBaHo ans Cq7H1sN302: C, 66.01; H, 4.89; N, 13.58. 3HangeHo: C, 65.77;
H,4.90; N, 13.28.

MPUNKNAL 20

N-(3-MetunTiodeH-2-inmeTnn)-2-(NipnanH-3-inokcv)HikoTHamig,

Tnn. 89-91 °C: EnemeHTHUI aHani3 po3paxoBaHo ansa Cq7H1sN3SO2: C, 62.75; H, 4.65; N, 12.91. 3HangeHo: C,
62.71;H,4.64; N, 12.80.

MPUKNAL 21

N-(4-XnopTiodeH-2-inmeTnn)-2-(MipnanH-3-inokCcn HIKOTMHaMIg

Tnn. 118-120°C; EnemeHTHMI aHani3 pospaxoaHo ana C1eH12N3SO2CI: C, 55.57; H. 3.50; N, 12.15. 3HangeHo: C,
55.50; H.3.89; N, 11.37.

MPUNKNAL 22

N-BeH3so[blriodeH-2-inmeTnn-2-(MipnanH-3-irokev )HIKOTMHaMI g

Tnn. 93-95°C; EnemeHTHMn aHania pospaxoBaHo Ans CoH1sN3SO2: C, 66.47; H, 4.18; N, 11.63. 3HangeHo: C,
66.00; H,4.19; N, 11.66.

MPUKNAL 23

N-(5-XnopdypaH-2-inmeTnn)-2-(NipnanH-3-inokcnHikotnHamia Trnn. 80-82°C; EnemMeHTHUI aHarni3a po3paxoBaHO
ans C1eH12N303Cl: C, 58,28; H, 3.67; N, 12.74. 3nangeHo: C, 58.52; H, 3.73; N, 12.80.

MPUNKNAL 24

2-(MipnamnH-3-tokcn)-N-Tiason-2-inve TMnHikoTMHaMIg

Tnn. 94-96°C; MC (m/e) 313 (M"+1).

MPUNKNAL 25

2-(MipnanH-3-inokcun)-N-[4-(2,2,2-TpudptopeTokcv )6eH3nnNHiKoTMHamIg

Tnn. 98-100°C; EnemeHTHUIA aHani3 po3paxoBaHo ana C20H1N3OsFs: C, 59.55; H, 4.00; N, 10.42. 3HangeHo: C,
59.74;H,3.92; N, 10.53.

MPUNKNAL 26

N-(2-®TopbeHann)-2-(MipnanH-3-inoken )HiKoTMHamig

Tnn. 90-92°C; EnemeHTHMn aHania pospaxoBaHo ans CisH1aN3OoF: C, 66.87; H, 4.36; N, 13.00. 3HangeHo: C,
67.08;H.4.23; N,13.07.

MPUNKNAL 27

N-(4-AndTropmeTokCcnBEH3UN)-2-(NipuaMH-3-TOKCU HIKOTUHaMIL,

Tnn. 91-93°C; EnemeHTHUn aHanis pospaxoBaHo ans CiH1sN3OsF2: C, 61.46; H, 4.07; N, 11.32. 3HangeHo: C,
61.47;H.3.84; N, 11.24.

MPUKNAL 28

N-(4-®dTopbeHann)-2-(MipnanH-3-inoken )HiKOTMHaMI g

Tnn. 129-131°C: EnemeHTHUA aHani3 po3paxoBaHo Ana CigH1uN3OoF: C, 66.87; H, 4.36; N, 13.00. 3HangeHo: C,
66.63;H,4.42; N, 13.04.

MPUKNAL 29

N-(4-MeTokcnbeHaun)-2-(NipuamH-3-noKCn )HiKoOTMHamIg,

Tnn. 62-64°C; EnemeHTHMI aHani3 po3paxoBaHo ans Cq9H17N303: C, 68.05; H, 5.11; N, 12.53. 3HangeHo: C, 68.20;
H,4.96; N, 12.58.

MPUKNAL 30

2-(MipnamnH-3-inokeun )-N-(5-TpudpropmeTMnTioheH-2-iNnveTMn)HIKoTuHamiA,

Tnn. 122-124X; EnemeHTHUI aHani3 pospaxoBaHo gns Cq7H12N3O02SF3: C, 53.82; H, 3.19; N, 11.08. 3HangeHo: C,
54.44;H,3.22;N,11.10.

MPUNKNAL 31

N-(2-Xnop6eHann)-2-(NipnanH-3-inokcn)HikoTMHamig

Tnn. 174-176°C; EnemeHTHUI aHani3 po3paxoBaHo ana CigH1aN3OCI*HCI: C, 57.46; H, 4.02; N, 11.17. 3HangeHo:
C,57.16;H,4.11; N, 11.09.

MPUNKNAL 32

N-(5-®TopTiodeH-2-inmeTnn)-2-(NipnanH-3-inokcv)HIKoTUHaMIA,



Tnn. 99-101 °C; EnemeHTHMI? aHani3 po3paxoBaHo ansa CqsH12N3OSF: C, 58.35; H, 3.67; N, 12.76. 3HanaeHo: C,
58.35;H, 3.55; N.12.71.

MPUKNAL 33

N-(2-Okco-2,3-gurigpo-1H-iHaon-5-inmetnn)-2-(nipuanH-3-inokcu HikoTMHaMIg

Tnn. 109-111 °C; EnemeHTHMI aHani3 po3paxoBaHo anst CxH1eN4Os: C, 66.66; H, 4.47; N, 15.55. 3HangeHo: C,
65.92; H,4.56; N, 14.84.

MPUNKNAL 34

N-(3,5-AnTpeTtdytnn-4-rinpokcnbeH3nn)-2-(NipnanH-3-inokcu)HikoTmHamig,

Tnn. 42-44°C; EnemeHTHUI aHani3 po3paxoBaHo Anst CoH31N3Os: C, 72.03; H, 7.21; N, 9.69. 3HangeHo: C, 71.19;
H,7.22; N, 9.79.

MPUNKNAL 35

N-[5-(1-Tigpokcn-1-veTnnetTmn)tiopeH-2-TMmeTMN]-2-(NipnanH-3-inokcn)-HikoTMHamig

Tnn. 110-112°C; EnemeHTHUIA aHani3 po3paxoBaHo Ans CiH19N3SOs: C, 61.77; H, 5.18; N, 11.37. 3HangeHo: C,
61.63;H,5.40; N, 10.60.

MPUNKNAL 36

N[4-(1-Tigpokcu-1-meTuneTvn)beHannl-2-(NipnamH-34noKcu HikoTMHamig,

Tnn. 79-81 °C: EnemeHTHUN aHani3 po3paxoBaHo anst C21H21N303: C, 69.41; H, 5.82; N, 11.56. 3HangeHo: C, 69.19,
H,5.85; N, 11.58.

MPUNKNAL 37

MeTunoeun ectep 4-({[nipnanH-3-inokcv)nipuamH-3-«kapooHinjamiHo v eTu)-6eH30MHOT KUCOTH

Tnn. 125-127°C; EnemeHTHUI aHani3 po3paxoBaHo ansa CxoH17N3O4: C, 66,11; H, 4.72; N, 11.56. 3HangeHo: C,
65.83;H,4.52; N, 11.39.

MPUKNAL 38

N-[3-Xnop-4-(1-rigpokcu-1-meTnneTmn)6eH3nn]-2-(NipnanH-3-inokcm)-HiKoTMHaMi g

Tnn. 139-141°C; EnemeHTHMI aHani3 po3paxoBaHo ans C21HxN303Cl: C, 63.40; H, 5.07; N, 10.56. 3HangeHo: C,
63.24;H,4.85;N,10.21.

MPUKNAL 39

N-[2-Xnop-4-(1-napoken-1-veTneTn)6eH3nn]-2-(nipnanH-3-ToKCK )-HiKOTMHaMIA,

MC (m/e) 400/398 (M"+1); 'H aMP (400Mrl'y, CDCI3) 6 1.54 (c, 6H), 4.73 (g, 2H), 7.16-7.56 (m, 6H), 8.16 (g, 1H),
8.34 (m, 1H), 8.49 (ag, 2H), 8.61 (A, 1H).

MPUKNAL 40

2-(MipnanH-3-inokeun)-N-[4-(2,2,2-tpudptop-1-rigpokcreTnn)oeH3nnHiKoTUHamia

MC (m/e) 404 (M'+1); 'H AMP (400Mr'y, CDCI3) 6 4.70 (na, 2H),4.98 (oa, 1H), 7.16-7.56 (m, 7H), 8.00 (m, 1H), 8.18
(on, 1H), 8.28 (a, 1H), 8.43 (m, 1H), 8.60 (oA, 1H).

MPUKNAL 41

N-(4-TigpokcnxpomaH-7-inMeTnn)-2-(NipuanMH-3-TOKCU)HIKOTUHaMIZ

Tnn. 134-136°C; EnemeHTHUI aHani3 po3paxoBaHo ans CziH19N3O4: C, 66.83; H, 5.07; N. 11.13. 3HalgeHo: C,
66.50; H.4.90; N, 11.60.

MPUNKNAL 42

N-[4-(1-Tigpokcnumknobymn)beH3unn]-2-(NipnamH-3-inokcun HikoTMHamig

Tnn. 116-118°C; EnemeHTHUI aHani3 pospaxoBaHo ans Cx»H21N30s3: C, 70.83; H, 5.64; N, 11.19. 3HaligeHo: C,
70.41;H,5.67;N,10.97.

MPUNKNAL 43

N-[4-(1-Tigpokcrnpon-2-iHin)6eH3ann]-2-(nipuanH-3-inokcu )HikoTMHaMI A

MC (m/e) 360/344 (M"+1); H aMmP (400 Mru, CDCl3) 6 4.69 (g, 2H), 5.19 (m, 1H), 7.15-7.53 (m, 8H), 7.99 (m, 1H).
8.18 (o4, 1H), 8.35 (aa, 1H), 8.49 (g, 1H), 8.63 (aa, 1H).

MPUNKNAL 44

N-[3-Xnop-5-(1-rinpokcu-1-meTnnetTnn)tiopeH-2-TMe TUN]-2-(NipnanH-3-iNoKCcMHIKOTMHaMIZ

Tnn. 74-76°C; EnemeHTHUI aHani3 po3paxoBaHo ana Ci9H1eN30O3SCl: C, 56.50; H, 4.49; N, 10 40. 3HangeHo: C,
56.79;H,4.68; N, 9.64.

MPUNKNAL 45

2-(MipnamnH-3-inokcun)-N-(1-TiodeH-2-neTmn)HikoTMHamiza

[o nepemiwwyemoi cycneHsii 2-(nipmanH-3-inoken)HikotnHooi kncrnotn (0.300rpam, 1.39vmone) i NMM (0.155rpam,
1.53mmornb) B cyxomy MetuneHxnopugi (15mn) npu TemnepaTtypi -10°C pogasanu isobyrmnxnopdopmiat (0.208rpam,
1.53mmonb). Yepes 20 xaunuH npu -10°C gogasamm 1-tiodeH-2-inetunamid (0.195rpam, 1.53mMmorb) i cymill nocTynoBo
HarpiBanu Jo KiMHaTHOI TemnepaTypu Ha npoTasi Hodi. Cymiw possogurm 200mn etunauetaTty, npomuBanu 1N
PO34YMHOM TiAPOKCMAY HaTPilo i BOAOK, CylMNn Hag cynbdaToM MarHito, inbTpyBanu i KOHLEHTPYBanu, O4epXyo4n
Macno, ke ouvlanu 3a JorMoMOorot xpomatorpadii Ha cunikareni, BAKOPUCTOBYIOYM B SKOCTI entoeHTy cymiw 5%
MeTaHon/MeTUneHxnopua, OAepXKylouM Teepay pedoBuHy. [lepekpucranizoByBanu 3 cymiwi eTunaueTat/rekcaH
ofepxytoun 6iny TBepay peyouHy (0.191r). Tnn. 90-92°C; EnemeHTHMI aHani3 pospaxoBaHo ansa C17H1sN302S: C,
62.75; H, 4.65; N, 12.91. 3HangeHo: C, 62.51; H,4.69; N, 13.10.

Cnonyku onucaHi B MNMPUKITAOAX 46-47 opepxyBanu BignosigHoO Ao Metoauku onucaHin B MMPUKINALDlI 45
3amiHtooum 1-TiopeH-2-ineTunamid BignNoBigHMM aMiHOM. HYac npoBeAeHHs peakuii nexas y Mexax Big 1 4o 24 roavH.

MPUNKNAL 46

(S)(+)-2-(NipnanH-3-inokcn)-N-(1-TiodheH-2-ineTmn)HikoTuHamiA,

Tnn. 196-198°C; EnemeHTHMI aHani3 po3paxoBaHo ans Ci7H1sN302S<HCI: C, 56.43; H, 4.46; N, 11.61. 3HangeHo:
C,59.48;H,5.49;N, 10.04. ap=+28.3° (C=0.2, meTaHon).

MPUKNAL 47

(R)(-)-2-(MipnanH-3-inokcn )-N-(1-TiodheH-2-ineTnn)HikoTMHaMmia



Tnn. 197-199°C; EnemeHTHM aHani3 po3paxoBaHo ans Ci7H1sN302S+HCI: C, 56.43: H, 4.46; N, 11.61 3HangeHo:
C,57.55;H,5.12; N, 10.62. ap=+17.9° (C=0.1, meTaHon).

MPUKIIAL 48

2-(5-XnopnipugnH-3-inokcn)-N-(4-veTMn6eH3nn)HikoTMHamiz

[o nepemiwyemoro po3unHy 2-(5-xrmop-nipuauH-3-inokcn)HikotmHoBoi kucrnotm (0.180rpam, 0.78mmornb), 4-
MeTunbeHamnamiH (0.104rpam, 0.86mmonb) i 1-rigpokcubeHsoTpmasonrigpaty (0.116rpam, 0.86MMONb) B Cyxomy
anmetundopmamigi (5mMn) gogasanu rigpoxnopua 1-(3-(aumeTtrnamido)nponin)-3-eTunkapbogiimiaxnopug (0.165rpam,
0.86MMoOrb) | ogepkaHUin po3ynH nepemiwyBany Ha npoTssi 18 roavH. Cymiw Bunueanu y 100 mn Boau i ekcTparysanu
etvnauetatom. O6'egHaHi opraHiyHi eKCTpakTM MPOMMBanM BOAOK i HACMYEHMM BOAHMM PO3YMHOM XIopuay HaTpito,
cywmnu Hapg cynbdaToM MarHito, QinbTpyBanu i KOHUEHTPYBanuM, O4epXyluM Macro, Ske oyvwanu 3a AONOMOror
xpomaTtorpadii Ha osnikareni, BWMKOPUCTOBYIOMM B SKOCTI  enoeHTy cyMiw 5% meTaHonMeTuneHxnopua.
MepekpucTanizoByBanu 3 cymilli eTunauertaTt/rekcaH OAepXyloun CBiTrno-poxesi kpuctanu (0.211r). Tnn. 119-121°C;
EnemeHTHUN aHania pospaxoBaHo ans CioH1eN3O2Cl: C, 64.50; H, 4.56; N, 11.88. 3HangeHo: C, 64.44; H, 4.47; N,
11.94.

Cnonyku onucaHi B MNMPUKITAOAX 49-60 ogepxyBanu BignosigHoO Ao Metoauku onucaHin B MNMPUKINALlI 45
3aMiHIO4YM 4-MeTUNGEeH3MNaMiH BignoBiaHMM amiHOM. Yac npoBedeHHs peakLii nexas y Mexxax Big 1 4o 24 rogvH.

MPWKIAL 49

2-(5-XnopnipnaunH-3-inoken )-N[1-(5-xnopTiodeH-2-in)eTmn)HikoTMHaMi g

Tnn. 110-112°C; EnemeHTHMI aHarni3 po3paxoBaHo ans C17H1N302SCl2: C, 51.66; H, 3.57; N, 10.63. 3HangeHo: C,
51.49;H,3.51;N,10.41.

MPUKNAL 50

2-(5-XnopnipmnanH-3-inokcu)-N-[1-(5-meTnntiodeH-2-in)eTun]HikoTMHamig

Tnn. 75-77°C; EnemeHTHU aHani3 po3paxoBaHo ans C1gH1sN302SCl: C, 57.83; H, 4.31; N, 11.24. 3HangeHo: C,
57.88;H,4.42;N,11.42.

MPUKIAL 51

2-(5-XnopnipnanH-3-inokcu)-N-(5-xnopTioeH-2-inmeTun)HikoTMHamig

Tnn. 125-127°C; EnemeHTHMI aHani3 po3paxoBaHo ans C1eH11N3O2SCly; C, 50.54; H, 2.92; N, 11.05. 3HangeHo: C,
50.42;H,2.99; N, 11.07.

MPUNKNAL 52

2-(5-XnopnipugnH-3-inokcn)-N-(5-meTtmntio®eH-2-inMeTun)HikoTMHaMIg,

Tnn. 81-83°C; EnemeHTHU aHani3 po3paxoBaHo ansa Cq7H1aN303SCl: C, 56.75; H, 3.92; N, 11.68. 3HangeHo: C,
56.94; H,4.07; N, 11.19.

MPUNKNAL 53

2-(5-XnopnipugnH-3-inokcn)-N-(5-vetnndypaH-2-inMeTmn)HikoTMHamiz,

Tnn. 103-105°C; EnemeHTHMI aHani3 po3paxoBaHo ans Ci7H14N303Cl: C, 59.40; H, 4.10; N, 12.22. 3HangeHo: C,
59.50; H,4.15; N, 12.08.

MPUNKNAL 54

2-(5-XnopnipnanH-3-inokcn)-N-(3-MeTunTiocbeH-2-4nMeTnn)HikoTMHamig

Tnn. 115-117°C; EnemeHTHMI aHani3 pospaxoaHo ana Cq7H1N3SOCI: C, 56.75; H, 3.92; N, 11.68. 3HangeHo: C,
56.75;H,4.02; N, 11.37.

MPUNKNAL 55

2-(5-XnopnipnanH-3-tokcn )-N-(4-xnopTioheH-2-4nMe TN )HIKOTMHAMI,

Tnn. 94-96°C; MC (m/e) 380/382 (M+1).

MPUNKNAL 56

N-BeHso[b]riodpeH-2-inmeTnn-2-(5-xnopnipmanH-3-inokcn HikoTMHamig

Tnn. 160-162°C; EnemeHTHMI aHani3 pospaxoBaHo ana CoH1N3SO.Cl: C, 60.68; H, 3.56; N, 10.61. 3HangeHo: C,
60.90; H, 3.67; N,10.49.

MPUKNAL 57

N-(5-XnopdypaH-2-inmeTnn)-2-(5-xnopnipnamH-3-inokcm)HiKoTMHaMIA

Tnn. 111-113°C; EnemeHTHA aHani3 pospaxoBaHo ans C1sH11N3O3Clz: C, 52.77; H, 3.04; N, 11.54. 3HangeHo: C,
53.04;H,3.16; N, 11.21.

MPUKNAL 58

2-(5-XnopnipnanH-3-tokcn )-N-(UuKnorekcunMe TN HIKOTMHaMIg

Tnn. 95-97°C; EnemeHTHUn aHania pospaxoaHo ans CigHoN3O-Cl: C, 62.52; H, 5.83; N, 12.15. 3HanpeHo: C,
62.51;H,5.80; N, 12.10.

MPUKNAL 59

2-(5-XnopnipnanH-3-token )-N-(4-(1-rigpokcn-1-meTune Tun)6eH3nn)-HikoTMHamig

Tnn. 76-80°C; EnemeHTHUn aHania pospaxoBaHo ans C21H2oN303Cl: C, 63.40; H, 5.07; N, 10.56. 3HanpeHo: C,
63.24;H,5.00; N.10.33.f

MPUKNAL 60

N-[3-Xnop-5-(1-rigpokcu-1-metnnetTnn)tiopeH-2-inmeTnn)-2-(5-xnopnipuanH-3-inokCn HikoTMHaMIA,

Tnn. 72-74°C; EnemeHTHUIN aHani3 po3dpaxoBaHo ana C1oH47N303SCla: C, 52.66; H, 3.91; N, 9.59. 3HangeHo: C,
50.27;H,4.10; N, 9.01.

MPUKNAL 61

N-(5-XnopTiodeH-2-inmeTnn)-2-(4-pTopheHOKCN )HIKOTUHaMIS,

[o nepemiwyemoro po3unHy 2-(4-ctopeHokev)HikoTuHoBoI kucnoTty (0.200rpam, 1.02mmone), C-(5-xnop-TiodeH-
2-in)metmnamid  (0.151rpam, 1.02mmornb) i 1-rigpokembersoTpuasonrigpaty (0.138rpam. 1.02mmornb) B cyxomy
anmetundopmamiai  (3mn) pgopasanu  rigpoxnopua  1-(3-aumeTtvnamino)nponin)-3-etunkapbogiivia  (0.212rpam,
1.11MmMOMb) | oAepXaHWA po3YnH nepemiwlysanu Ha npoTasi Hodi. Cymiw Bunueanu y 100mMn Boau i ekctparysanu
emunauetatoM. OG'egHaHi opraHiuHi ekctpaktn npommanu with 1N posumHom NaOH, Bogow i HacMyeHUM BOOHUM



PO34YMHOM XNOpUAY HaTpilo, CYWMNN Hag cynbdaToM MarHito, inbTpyBanu i KOHUEHTpYBanu, OAepXKyio4n Macro, sike
ouMWw@nNM 3a [OMOMOrow xpomatorpadii Ha cumikareni, BUKOPUCTOBYIOUM B AKOCTi enoeHTy cymiw 30%
eTunaueTtat/rekcaH. [epekpucranizoByBanu 3 cymiwi eTunaueTat/rekcaH, ogepxytoun 6iny teepay pedosuHy (0.216r).
Tnn. 91-93°C; EnemeHTHMI aHani3 po3paxoBaHo Ana C17H12N20.SFCI: C, 56.28; H, 3.33; N, 7.72. 3HangeHo: C, 56.34;
H,3.36; N, 7.41.

Cnonyku onucaHi B MPUKITAOAX 62-91 ogepxyBanu BignoeigHO Ao Metoaukm onucaHin B MPUKNALI 61
3amiHtotoum C-(5-xnopTiodheH-2-n)meTunamin BignosigHUM amiHoM. Yac npoBeeHHs1 peakuii nexxas y Mexax Big 1 oo
24 roguH.

MPUKNAL 62

N-(4-XnopTiodeH-2-inmeTnn)-2-(4-hTopheHOKCN )HIKOTUHaMIS,

Tnn. 99-101°C; EnemeHTHUMI aHani3 po3paxoBaHo anst C17H12N2SO-FCI: C, 56.28; H, 3.33: N, 7.72. 3HangeHo: C,
56.40; H, 3.38; N, 7.60.

MPUKIAL 63

N-(5-XnopdypaH-2-tmeTnn)-2-(4-bTopdheHOKCN HIKOTUHaMIA,

Tnn. 116-118°C; EnemeHTHMI aHanis po3paxoBaHo ansa C17H12N203FCI: C, 58.89; H, 3.49; N, 8.08. 3HangeHo: C,
59.07;H,3.53;N,7.97.

MPUKIAL 64

N-(2,3-Aundrop6eH3nn)-2-(4-cbTopdheHOoKen )HIKOTUHaMI

Tnn. 71-73°C; EnemeHTHUn aHania pospaxoBaHo ans CisH13N202F3: C, 63.69; H, 3.66; N, 7.82. 3HangeHo: C,
63.60; H, 3.64;N,7.70.

MPUKIAL 65

N-BeH3zo[bltiodeH-2-inmeTnn-2-(4-pTopeHOKCM HIKOTUHaMIS,

Tnn. 109-111°C; EnemeHTHUIA aHani3 po3paxoBaHo Ans Co1H1sN20.SF: C, 66.65; H, 4.00; N, 7.40. 3HangeHo: C,
66.52; H,4.02; N, 7.24.

MPUKIIAL 66

N-(3,5-Androp6eH3unn)-2-(4-dTopdeHoken )HiKOTUHaMI

Tnn.116-118°C; EnemeHTHUn aHania po3paxoBaHo ans CisH13sN202F3: C, 63.69; H, 3.66; N, 7.82. 3HaligeHo: C,
65.57;H,4.24; N, 7.73.

MPUKNAL 67

2-(4-dTopdeHokcmn)-N-(2,4,6-TpndPTOpGEH3NMHIKOTUHAMIL

Tnn. 128-130°C; EnemeHTHUI aHania po3paxoBaHo ansa CigH12N202F 4 C, 60.64; H, 3.21; N, 7.44. 3HangeHo: C,
60.83; H.3.15; N, 7.25.

MPUKNAL 68

N-(3,4-AnxnopTio®PeH-2-inmeTnn)-2-(4-dTopdeHoKen )-HikoTMHamIA,

Tnn. 132-134°C; EnemeHTHMI aHani3 po3paxoBaHo ansa C17H11N2SOCIoF: C, 51.40; H, 2.79; N, 7.05. 3HangeHo: C,
51.36; H, 2.86; N, 7.05.

MPUWKNAL 69

N-(3-XnopTtio®PeH-2-inmeTnn)-2-(4-pTopheHOKCH )HIKOTUHaMIS,

Tnn. 134-136°C; EnemeHTHMI aHani3 po3paxoBaHo ana C+7H12N2SOCIF: C, 56.28; H, 3.33; N, 7.72. 3HangeHo: C,
56.17; H.3.30; N, 7.70.

MPUKNAL 70

N-(2-Xnop6eHann)-2-(4-gpropbeH3nnokem)HikoTMHamig,

Tnn. 64-66°C; EnemeHTHUn aHania pospaxoBaHo ansa CxoH1eN202CIF: C, 64.78; H, 4.35; N, 7.55. 3nanpeHo: C,
64.88; H, ,4.36: N, 7.48.

MPUKNAL 71

2-(4-dTopdheHoken)-N-(1H-iHgon-5-inmeTnn)HikoTHamiA,

Tnn. 128-130°C; EnemeHTHUIA aHania po3paxoBaHo Ana Co1H1eN3O2F: C, 69.80; H, 4.46; N, 11.63. 3HangeHo: C,
69.46; H.4.29; N, 11.55.

MPUKNAL 72

2-(4-dTopheHokcm)-N-(4-HiTpobeH3nn)HikoTMHaMI g,

Tnn. 1565-157°C; EnemeHTHMi aHania pospaxoBaHo Ans C1gH14N304F; 'H AMP (400 Ml"'u, CDCl3) 6 4.80 (g, J = 6.02
Iy, 2H), 7.21 (m, 5H), 7.51 (m, 2H), 8.20 (v, 3H), 8.35 (wc, 1H), 8.65 (M, 1H).

MPUKNAO 73 .

2-(4-dTopdheHokcn)-N-(2-okco-2,3-agnnapo-1H-iHgon-5-imeTun)HikoTMHamig

Tnn. 180-182°C; EnemeHTHM aHania pospaxoBaHo ans C2iH1eN3OsF: C, 66.84; H, 4.27; N, 11.13. 3HangeHo: C,
66.31;H,4.31; N, 10.76.

MPUKNAL 74

2-(4-PTopdeHokcn)-H-(2-okco-2,3-amrigpobeH300Kkca3on-6-n)HikoTHamig

Tnn. 289-291°C; EnemeHTHUIA aHani3 po3paxoBaHo Ans CigH12N3O4F: C, 62.47; H, 3.31; N, 11.50. 3HangeHo: C,
61.83; H, 3.08; N, 11.56.

MPUKIAL 75

Etunosun ectep 5-(([2-(4-PTopcheHoKkC )nipnamH-3-«kap6oHin]amiHo}meTnn)-1H-iHgon-2-kapboHOBOT KMCHOTH

Tnn. 185-187°C; EnemeHTHUIA aHani3 po3paxoBaHo ans CaHoN304F: C, 66.51; H, 4.65; N, 9.98. 3nangeHo: C,
66.61; H.4.66; N, 9.55.

MPUKIIAL 76

N-(3,5-AnTtpeTtdytun-4-rinpokcnbeH3un)-2-(4-cptopdeHOKCU )HIKOTUHaMI

Tnn. 45-47°C; EnemeHTHUIA aHani3 po3paxoBaHo ana Co7H31N203F: C, 71.98; H, 6.93; N, 6.22. 3HangeHo: C, 72.05;
H, 7.08; N, 6.28.

NMPUKNALO 77

2-(4-gpropdeHokcu )-N-[4-(1-rigpokcu-1-meTuneTun)oeH3nnHikoTMHaMIa



Tnn. 106-108°C; EnemeHTHUIA aHani3a po3spaxoBaHo ans C»H21N20sF: C, 69.46; H, 5.56; N, 7.36. 3HangeHo: C,
69.39; H,5.48; N, 7.16.

MPUKIALO 78

2-(4-dTopdeHokcm)-N-(4-rigpokcn-3,5-amme TMnbeH3nn)HiKoTMHaMI 4

Tnn. 142-144°C; EneMeHTHUIA aHani3a po3paxoBaHo ans CziH19gN20sF: C, 68.84; H, 5.23; N, 7.65. 3nangeHo: C,
68.42;H.5.23; N, 7.61.

MPUNKNAL 79

2-(4-dTopdeHokcm)-N-[5-(1-rigpokcu-1-meTun-eTnn)dypaH-2-TMeTUNJHiKOTMHaMIA

Tnn. 88-90°C; EnemeHTHMIA aHani3 po3paxoBaHo ana CaoH1aN204F: C, 64.86; H,5.17; N, 7.56. 3HangeHo: C, 64.50;
H,4.99; N, 7.69.

MPUNKNAL 80

N-[5-(1-Emun-1-rigpokcunponin)tiocpeH-2-inmetnn]-2-(4-propdeHokev)HikoTuHamIz

Tnn. 95-97°C; EnemeHTHMn aHania pospaxoBaHo ans CxH23N203SF: C, 63.75; H, 5.59, N, 6.76. 3HangeHo: C,
63.42;H,5.27; N, 7.07.

MPUKNAL 81

N-[4-Xnop-5-(1-rinpokcu-1-meTnnetnn)tiopeH-2-inmetTnn]-2-(4-propdeHokev)HiKOTMHaMIZ,

Tnn. 115-117°C; EnemeHTHMI aHani3 po3paxoBaHo ana C2oH1gN203SCIF: C, 57.08; H, 4.31, N, 6.66. 3HangeHo: C,
57.03;H,4.10; N, 6.75.

MPUNKNAL 82

M-[1-(4-BpomdeHineTnn]-2-(4-dpTopdeHOoKCH HIKOTUHaMIA

Tnn. 120-122°C; 'H AMP (CDCl3) ©1.60 (3H, o, J=6.85Tu),5.25 (1 H, m),7.1-7.5 (9 H, m), 8.10 (1 H, wc), 8.20 (1
H, m), 8.60 (1 H, m).

MPUKNAL 83

2-(4-dTopcheHokcn )-N-[4-(1-meTokcu-1-MeTuneTnn)oeH3nnHikoTMHaMIA

EnemMeHTHWi1 aHania pospaxoeaHo Ana CasHzsN203F: MC (m/e) 395 (MF+1); 'H aMP (CDCl3) 81.50 (6 H, c),3.05 (3
H,c),472(2H,n,J=5.81Tw),7.1-74 (9 H,m), 82 (9 H, m),8.65 (1 H, m).

MPUKNAL 84

N-[3-Xnop-5-(1-riapokcn-1-metnnetmn)tiodpeH-2-inmetnn]-2-(4-dropdeHoken )-HikoTHamiA,

Tnn. 85-87X; EnemeHTHW aHani3 po3paxoBaHo anst CooH1sN203SCIF: C, 57.08; H, 4.31, N, 6.66. 3HangeHo: C,
57.30;H,4.36; N, 6.46.

MPUKNAL 85

2-(4-dTopheHokcm )-N-[4-(1-rigpokcnmumknobytmnbeH3nn)HikoTMHamia

Tnn. 95-97°C; EnemeHTHUI aHania po3paxoBaHo gna C23H21N20sF: C, 70.40; H, 5.39, N, 7.14. 3HangeHo: C, 70.28;
H,545; N, 7.03.

MPWKIAL 86

N-[2-Xnop-4-(1-riapokcn-1-meTnneTmn)6eH3nn]-2-(4-hTopheHOKCU )HIKOTUHaMIg,

Tnn. 102-104°C; EnemeHTHMI aHani3 po3paxoBaHo ans CxHxN203FCI: C, 63.69; H, 4.86. N, 6.75. 3HangeHo: C,
63.69;H,4.99; N, 6.72.

MPWKINAL 87

N-(4-AzeTnaunH-1-n6eH3nn)-2-(4-propdeHoKkcnHIKoTMHaMIA

Tnn. 128-129°C; EnemeHTHUIA aHani3 po3paxoBaHo Ans CaH2oN20sF: C, 70.01; H, 5.34; N, 11.13. 3HangeHo: C,
69.64;H,5.27; N, 11.13.

MPWKIIAL 88

2-(4-dTopdheHokcm)-N-[4-(3-rigpokcrmaseTnanH-1-in)oeH3nnHikoTMHamia

Tnn. 157-159°C; 'H SAMP (CDCl3)52.08(1H,n,J=7Tu),3.62-3.65(2H,m),4.09-4.16 (2H,m),459(2H,n,J=5
ly), 4.704.75 (1 H,m),642 2 H,a8,J =8Tu), 7.07-7.24 (7 H, m), 8.03 (1 H, wc), 8.16-8.18 (1 H, m), 8.61-8.64 (1 H, m);
MC (m/e) 394 (M"+1).

MPUNKNAL 89

2-(4-dTOpdheHokcK)-N-(4-TponignH-1-inGeH3un)HikoTMHamiA

Tnn. 127-128°C; 'H SAMP (CDCl3) 8 1.93-2.03 (4 H, m), 3.21-3.30 (4 H,m), 459 (2 H, g, J =5Tu), 6.43-6.60 (2 H,
M), 7.06-7.24 (7 H, m), 8.00 (1 H, wc), 8.16-8.18 (1 H, m), 8.62-8.64 (1 H, M);MC(m/e)392(M*+1).

MPUKNAL 90

2-(4-dTopdeHokcm)-N-(4-ninepnanH-1-inGeHavnn)HikoTHamig,

Tnn. 118-119°C; 'H AMP (CDCl3) 6 1.51-1.74 (6 H, m), 3.09-3.15 (4 H,m), 4.61 (2 H, a,J =5Tu), 6.82-6.90 (2 H,
M), 7.05-7.24 (7 H, m), 8.04 (1 H, wc), 8.17-8.18 (1 H, m), 8.62-8.64 (1 HM);MC(m/e)406(M +1).

MPUKNAL 91

2-(4-dTopdheHokcn-N-(4-mopdoniH-4-4n6eH3un)HikoTMHaMmig,

Tnn. 163-165°C; EnemeHTHUIA aHania po3paxoBaHo Ana CosH23N3OsF: C, 67.80; H, 5.44; N, 10.31. 3HangeHo: C,
67.42;H,5.38; N, 10.37.

MPUNKNAL 92

2-(4-dTopdheHokcm )-N-[4-(4-okconinepnauH-1-in)oeH3un]HikoTMHamig,

HeounweHunin npoaykT rigponidyBanu go ketanto obpobnsaiwow woro 2:5 BogHym 1 N po3ynHOM xnopBoAHEBOT
KMUcnoTu : TeTparigpodypaH i Kun'atunu i3 3BOPOTHIM XONOAUIbHUKOM NPOTAroM 2 AHIB; NicNs 3aBeplUeHHA peakuii
cymiw posgimanu mbk EtOAC i HacMyeHum BOOHMM PO34YMHOM rigpokapboHaTy HaTpilo, OpraHiyHMi Wwap CYWMnu Hapg,
cynbaToM MarHito i Po3YMHHUK BigraHanu nig Bakyymom Tnn. 138-139°C; EnemMeHTHUIM aHania po3paxoBaHO Ans
C24H23N30sF: C, 68.72; H, 5.29; N, 10.02. 3HangeHo: C, 68.60; H, 5.22; N, 10.01.

MPUKNAL 93

2-(4-dTopdheHokcn )-N-(4-[(2-rigpokcn-2-veTunnponin)MeTnamiHo]6eH3nn}-HikoTMHamig

'H AMP (,D,MCO-dG) 01.04 (6H,c),298 3H,c),3.32(2H,c),4.01 (2H, a,J=6Tu), 7.01-7.11 (2 H, m), 7.06-7.25
(7H, ), 8.07-8.16 (2 H, u), 8.85 (1 H,1,J =6 T'L); MC (M/e)424 (M"+1).



MPUNKNAL 94

2-(4-dTopdheHokcm)-N-[4-(2-metun[1,3]piokconaH-2-in)6eH3nnHikoTnHamig

Tnn. 76-80°C; MC (m/e) 408 (M").

MPUKNAL 95

N-(1.4-Liokcacnipo[4.5]neu-8-inmeTun)-2-(4-dpropdeHokcn HiKoTUHaMIZ

Tnn. 88-90°C; MC (m/e) 487 (M'+1).

MPUNKNAL 96

N-(4,5-AuxnopTiodeH-2-inmeTnn)-2-(4-propdeHoKcn )HiKOTMHaMIA

Tnn. 127-129°C; EnemeHTHUMI aHani3 po3paxoBaHo anst C17H11N202FSCl2: C, 51.40; H, 2.79; N, 7.05. 3HangeHo:
C,51.65; H,3.01; N, 6.93.

MPUNKNAL 97

N-(3.5-AuxnopTio®PeH-2-nmeTnn)-2-(4-propdeHoKen )HIKoTMHaMIA

Tnn. 132-134°C; MC (m/e) 397 (M").

MPUNKNAL 98

2-(5-XnopnipmnanH-3-inokcu)-N-uyuknonponinMeTnHkoTMHamig

o nepemiwyemoro po3unHy 2-(5-xnopnipnauH-3-inokev)HikotmHoBoi  kucrotm  (0.200rpam, 0.88mmors),
rigpoxnopugy amiHometunuuknonponany (0.094rpam, 0.88mmorns), TpuetunamiHy (0.089rpam, 0.88mmomb) i 1-
rigpokevbensoTpuasonrigpaty (0.119rpam, 0.88Mmonb) B cyxomy aumeTundopmamigi (3mn) gogasanu rigpoxnopug, (1-
(3-ognmetnnamino)nponin)-3-etnrnkap6ogiivia (0.164rpam, 0.96MMorb) | ogepXKaHUIn PO3YNH NepemMillyBany Ha nNpoTasi
Houi. Cymiw BunmBanu y 100mn Boam i ekctparyBanu etunauetatom. O6'egHaHi opraHiyHi ekctpaktm npomumearm 1N
po3uynHom NaOH, Bogol i HacvMYyeHMmM BOAHMM PO3YMHOM XOpWMAy HaTpilo, CYWMnuM Hag cynbatom MmarHito,
dinbTpyBanM i KOHUEHTpyBanu, OOEpXYuM Macro, Ske ouuwanu 3a [AOoMoMorow xpomaTtorpadiii Ha cunikareni,
BUKOPWCTOBYIOUM B SKOCTI enoeHTy cymiw 2.5% wmeTaHon/Memmnenxmopud. [lepekpuctanizoByBanyM 3 CymiLui
etTunauetat/ rekcaH ogepxytwoum 6iny tBepay pedoBuny (0.163r). Tnn. 105-107°C; EneMeHTHMIA aHanis po3paxoBaHo
ansa C1sH1aN302Cl: C, 59.31; H, 4.65; N, 13.83. 3HangeHo: C,59.41; H, 4.68; N, 13.44.

MPUNKNAL 99

2-(3-LiaHo-4-dpropdeHokcu )-N-[2-cprop-4-(1-rigpokev-1-meTunetmn)oeH3un]-HikoTuHamig,

OpepxyBann 3 2-(3-uiaH0-4-TOPAEHOKCU)HIKOTUHOBOI KMCMOTU | 2-(4-amiHomeTun-3-gropdeHin)nponaH-2-ony
BigNOBIAHO 3 METOAMKOID, aHanorivyHot o sukopuctaHoi B NMPUKJTALI 318

Tnn. 157-159°C, MC: m/e 422 (M"+1)

MPUKNAL 100

BeHsunosun ectep 2-(5-xnopnipuauH-3-inoken)HikoTMHOBOT kucnotm Y  15mn konby 3aBaHTaxysanu 2-(5-
XnopnipuanH-3-inoken )HikoTHoBoi kucrnot (0.056rpam, 0.22mmonk), 6eHsunosoro cnupTy (0.052rpam, 0.44mmons), 4-
DMAP (-3;mr), rigpoxnopug 1-(3-ammeTtvnamiHonponin)-3-eturkap6ogiimigy (0.048rpam, 0.25mMmorb), AieTMnoBoro
edipy (4mn) i nipuamHy (1Mn) | ogepKaHuii po3ymH NepemillyBanu Npu KiMHaTHIN TemnepaTypi. Yepes 1 roanHy cymiw
KOHUEHTpYyBanu Mg BakyyMOM i ouduLiany 3a AONOMOrow xpomaTorpadii Ha cunikaresi, BAKOPUCTOBYIOYM . B AKOCTI
enoeHTy cymiw 9/1 etmunauetat/rekcaH, ogepxytoun 0.060 r BkasaHOi B 3aronoBKy Cronyku, y sumsgi 6esbapsHoro
macna. EnemenTHuit aHanis pospaxoBaHo Ans C1gH13CIN203: MC m/z [M+] 341; 'H AMP (CD3OD) & 4.58 (c, 2H), 7.45
(m, 7H), 7.71 (c, 1 H), 8.28 (m, 2 H), 8.38 (m, 2 H).

Cnonyku ommcaHi B NMPUKINAOAX 101-102 ogepxysBanu BignosigHo o metoauku onucadin B MPUKITAOI 100
3aMiHo4M 6eH3nnoBuUN CNNpT BIANOBIAHMM CnMPTOM. Yac NnpoBeAeHHs peakUii nexas y Mexax Bif 1 40 6 roguH.

MPUKNAL 101

4-dTopbeHsnnosuin ectep 2-(5-xnopnipManH-3-inoKen HIKOTUHOBOT KMCIOTK

EnemeHTHUI aHania po3paxoBaHo gns C1gH12N203CIF; MC m/z [M+] 359; H amP (CD30D) 6 4.56 (c, 2H), 7.88 (m,
2H),7.29 (m,2 H),7.47 (m,2H),7.72 (c, 1 H), 8.37 (m, 3 H).

MPUNKNAL 102

3,5-dndropbeH3un ectep 2-(5-xnopnipnanH-3-inokcn)HIKOTMHOBOT KMCNOTH

EnemeHTHUI aHanis po3paxoBaHo ans C1gH11N203CIF2; MC m/z[M+] 377; HAamMmP (CD30D) 6 4.59 (c, 2H), 6.77 (M,
2H), 6.85 (m, 3 H), 7.07 (m, 1 H), 7.30 (m, 1 H), 8.35 (m, 2 H).

MPUKNAL 103 .

2-(4-dTopeHokcm )-N-(4-rigpokcmbeH3nn)HikoTMHaMIZ,

Po3unH 1M 6opTpurbpomigy (1.7mn, 1.7MMorb) B MeTUNEHXNoOpUAi A0AaBany NpoTAroM 2 XBUMWMH A0 po3dnHy 2-(4-
dTop peHoken)-[N-(4-veTokembeHsnnHikotnHamigy (0.200rpam, 0.568mMmonb) B Ccyxomy MeTuneHxnopugi npu
TemnepaTtypi -78°C. OgepxaHy CycrneHsito MOCTyNoBO Harpisany 4o KiMHaTHOT TeMnepaTypy Ha NpoTA3i Hodi. PeakuiiHy
cymiw racunu Bogow (5mn) i possogunu etunauetatoMm. OpraHiyHui Wwap dinbTpyBanuM, nNpoMuMBanu BOAOK i
HaCU4YeHMM BOLHMM PO3YMHOM XIOpuAy HaTpilo, CyLMnu Hag cynbdaToM HaTpito, inbTpyBanu i KOHLEHTPYBanu Ao
Macna, sike oyvLanu 3a JOoNoMOrok xpomartorpadii Ha cunikareni, BAKOPUCTOBYIOUM B SKOCTI entoeHTy cymiw 60%
eTunaueTat/rekcaH. MNepekpucTanizoByBanu 3 cymiwi etTunaueTaT/rekcaH, ogepxytoum 6ini kpuctanu (0.058r) Tnn. 185-
187°C, EnemeHTHUIA aHani3 po3paxoBaHo ans C1gH1sN203F: C, 67.45; H, 4.47; N, 8.28. 3HangeHo: C, 67.24; H, 4 45; N,
8.28.

Cnonyky onucaHy B NMPUKIALI 104 ogepxysanu BignosigHo Ao metoauku onucanin B NMPUKITALI 103 3amiHiooumn
2-(4-propdeHokcn )-N-(4-meTokembeH3nnHikoTMHaMIZL BiANOBioHMM eTepoM. Yac npoBeaeHHs peakuii nexas y Mexax
Big 1 0o 24 rogviH.

MPUKNAL 104

N-(4-TigpokcnbeHsun)-2-(NipnanMH-3-inoKcu HikoTMHaMIg,

Tnn. 156-158°C; EnemeHTHMI aHani3 po3paxoBaHo ana CigH1sN3Osz: C, 67.28; H, 4.70; N, 13.08. 3HangeHo: C,
66.86;H,4.57; N, 12.89.

MPUKNAL 105

2-(3-HitpodeHokcn)-N-[4-(2,2,2-TpudpTopeTokcn )6eH3nn]HikoTMHamig



Oo nepemiwyemoro po3uvHy 2-(3-HiTpodpeHOKeM)HiKoTMHOBOI Kucnotn  (0.200rpam. 0.77mMmorb), 4-(2,2,2-
Tpudtopetokcn)oeHsunaminy (0.173rpam, 0.85mmornb) i 1-rigpokcubeHsoTprasonrigpaty (0.125rpam, 0.92vmorns) B
cyxomy pgumetundopmamigi (4mn) popasanm rigpoxnopug  1-(3-aumeTvnamiHo)nponin)-3-eTunkapbogimiaxnopua
(0.192rpam, 1.00MMoOIb) i oAepKaHWM pPO3YMH MepeMmillyBanuM Ha npoTasi Houdi. Cymiw possognrm 50mMn Boau i
ekcTparyBanu etunauetatom. O6'egHaHi opraHiuHi ekctpakt npomusanu with 1N posunHom NaOH, Bogoto i HacMyeHUm
BOAHVMM PO34YMHOM XIOpUAY HATPilO | KOHLUEHTPYBaNM OAEPXKYHOUM XXOBTY TBEPAY PEYOBMHY, SIKY OUMLLIANM 3 AOMOMOTOH
xpomaTtorpadii Ha curnikareni, BUWKOPWUCTOBYIOMM B SAKOCTi eneHTy cymiw 35% meTaHonMeTuneHxnopua.
MepekpuctanizoByBanuM 3 cymiwi etunauetat/rekcaH, ogepxytoun 6iny TBepay pedoBuHy (0.340r). Tnn. 90-92°C;
EnemeHTHUIN aHani3 po3paxoBaHo Anst C21H1eN30sF3: C, 56.38; H, 3.60; N, 9.39. 3HangeHo: C, 56.35; H, 3.60; N, 9.47.

Cnonyku ommcaHi B NMPUKINAOAX 106-109 opepxyBanu BignosigHo 0o metoaukn onucadin B MPUKIAOI 105
3aMiHtoumn 4-(2,2,2-tpudptopeTokcun)beH3unamiH BignoeigHUM amiHoM. Yac npoBeaeHHs peakuii nexas y Mexax Big 1
[0 24 roaunH.

MPUWKNAL 106

2-(3-HitpodeHoken)-N-(2-okco-2.3-gurigpo-1H-iHoon-5-inMmeTun)HikoTMHaMI g

Tnn. 190-192°C; EnemeHTHWUI aHania pospaxosaHo Ana CxH1eN4Os: C, 62.17; H, 3.99; N, i3.85. 3nangeHo: C,
62.24;H4.12;N, 13.73.

MPUKNAL 107

N-[4-(1-Tigpokcu-1-veTnneTmn)6eHann]-2-(3-HiTpodeHOKCM )HIKOTMHaMIS,

Tnn. 43-45°C; EnemeHTHUIA aHani3 po3paxoBaHo ans C»H21N30s: C, 64.86; H, 5.20; N, 10.31. 3HangeHo: C, 64.14;
H.5.19; N, 10.23.

MPUWKNAL 108

N-(4-Tigpokcn-3,5-pumeTnn6eH3nn)-2-(3-HiTpodeHOKCU )HIKOTUHaMI

Tnn. 128-130°C; EnemeHTHUI aHani3 po3paxoBaHo ans C2iH19N3Os: C, 64.12; H, 4.87; N, 10.68. 3HaligeHo: C,
63.86;H.4.71; N, 10.90.

MPUWKINAL 109

N-(5-XnopTiodeH-2-inmeTnn)-2-(3-HiTpoeHOKCM HIKOTUHaMIA,

Tnn. 115-117°C: EnemeHTHMI aHani3 pospaxoBaHo ana Cq7H12N304SCl: C, 52.44; H, 3.11; N, 10.80. 3HangeHo: C,
52.35;H, 3.05; N, 10.78.

MPUKNALQ 110

N-(2-Xnop6eHann)-2-(3-HiTpopeHoKCN )HIKOTUHaMI 4

[lo nepemiwyeMoro po3unHy 2-(3-uiaHodeHokcn HikoTMHOBOI kucnotn (0.085rpam. 0.35mMmMonb ), 2-xnop6eH3nnaminy
(0.055rpam, 0.38mmonb) i 1-rigpokcubeHsoTpurasonrigpaty (0.057rpam, 0.42mmornb) B cyxomy anmeTtundopmamigi (5mn)
popnaeanu rigpoxnopug, (1-(3-oumeTunamido)nponin)-3-etunkap6ogiimiay (0.046rpam, 0.87Mmornb) i ogepxaHuin po3ynH
nepemiwyBany Ha npoTasi Houvi. Cymiw po3sogurm 50mMn Boau i exctparyBanu etunauetatom. O6'egHaHi opraHiyHi
ekctpakTn npomuanm 1N posumHom NaOH, Bogot i HacuyeHum BOOHWM PO3YMHOM XIOpuAY HaTpilo, CylMnuM Hag
cynbdaToM MarHito, inbTpyBanu i KOHUEHTpYBanNu, ogepxkyoun 6iny tBepay peyoBMHY, SKY O4ULLany 3a AONOMOro
xpomaTtorpadii Ha cunikareni. lNepekpucTanizoByBanu 3 cymilli eTunavueTaTt/rekcaH ofepXyluun Oiny TBepay pe4oBUHY
(0.067r). Tnn. 135-137°C; EnemeHTHMI aHani3 po3paxoBaHo ans CxoH1N302Cl: C, 66.03; H, 3.88; N, 11.55. 3HaligeHo:
C,65.40; H, 3.89; N, 11.50.

Cnonyku ommcaHi B NMPUKNAOAX 111-117 ogepxyBanu BignosigHo o metoauku onucadin B MPUKIAOI 110
3aMiHIo4M 2-xop6eH3nnamiH BignoBiaHMM aMiHOM. Yac NnpoBefeHHs peakLii nexas y MexaxBig 1 8o 24 roouH.

MPUKNAL 111

N-(5-XnopTiodeH-2-inmeTnn)-2-(3-LiaHodeHOoKCU )HIKOTUHaMI

Tnn. 145-147°C: EnemeHTHUI aHarni3 po3paxoBaHo ana CigH12N30CIS: C, 58.46; H, 3.27; N, 11.36. 3HangeHo: C,
58.43;H, 3.06; N, 11.30.

MPUKNAL 112

2-(3-UiaHoeHokcn)-N-(2-okco-2,3-aurigpo-1H-iHaon-5-inmeTnn)HikoTuHamig,

Tnn. 197-199°C; EnemeHTHUI aHani3 po3paxoBaHo ans Cx»H1sN4O3z: C, 68.74; H, 4.20; N, 14.58. 3HalgeHo: C,
67.71;H,4.09; N, 14.50.

MPUKNAL 113

2-(3-UiaHodeHokcn)-N-[4-(1-rigpoken-1-veTmnetmn)oeH3nnHikoTMHamig

Tnn. 97-99°C; EnemeHTHUIA aHani3 po3paxoBaHo ans C2sH21N303: C, 70.30; H, 5.46; N, 10.85. 3HangeHo: C, 70.43;
H,5.39; N, 10.75.

MPUKNAL 114

N-[3-Xnop-5-(1-rigpokcu-1-metunetTnn)tiodeH-2-inmeTmn]-2-(3-ujaHodeHOKCH )-HiIKOTUHaMIA

Tnn. 71-73°C; EnemeHTHM aHania po3paxoBaHo anst C21H1sN3OsSCl: C, 58.95, H, 4.24; N, 9.82. 3HangeHo: C
58.97;H,4.19; N, 9.67.

MPUKNAL 115

2-(3-UiaHodeHokcn)-N-[4-(1-rigpokenumknobytnn)oeH3nnHikoTMHamia

Tnn. 161-163°C; EnemeHTHUI aHani3 po3paxoBaHo ansa CzsH21N303: C, 72.17; H, 5.30; N, 10.52. 3HaligeHo: C,
72.23:H,5.13; N, 10.46.

MPUKNAL 116

N-[2-Xnop-4-(1-rinpokcu-1-meTnneTnn)6eH3nn]-2-(3-LiaHoeHOKCU )HIKOTUHaMI A

Tnn.121-123°C; EnemeHTHUN aHania po3paxoBaHo ans CasHxoN3O3Cl: C, 65.48; H, 4.78; N, 9.96. 3HalngeHo: C,
65.35; H,4.89; N, 9.83.

MPUKNALQ 117

2-(3-UiaHodeHokcn)-N-(1-umknorekcun-3-emmn-1H-iHgason-5-inmetan )HikoTMHamig

Tnn. 56-58°C: 'H AMP (400Mr, CDCls) & 1.20-2.10 (M, 13H), 2.95 (k, J = 7.68 'y, 2H), 4.30 (M, 1H), 4.80 (g, J =
5.81 'y, 2H), 6.05 (m, 1H), 7.10-7.70 (m, 8H), 8.0 (wc, 1H), 8.20 (M, 1H), 8.70 (m, 1H).

MPUNKNALQ 118



N-(2-Xnop6eHaunn)-2-(3-gumeTnnamiHoeHOKCM )HIKOTUHamIg,

[o nepemiwyemoro posuvHy 2-(3-gnmeTtvnamiHodeHokan)HikoTMHoBOI kmucrotn (0.200rpam, 0.775mMmorns), 2-
xnop6eHsunnaminy (0.120rpam, 0.85mmornb) i 1-rigpokcmbensotpunasonrigpaty (0.126rpam, 0.93mmornb) B cyxomy
anmetundopmamiai (4mn) pogasamm rigpoxnopug (1-(3-gumeTunamiHo)nponin)-3-etunkapoogiimiaxnopug (0.193rpam,
1.00MmoOMb) | ofepXaHuiA po3YMH MepemillyBanu Ha npoTaAsi Hodi. Cymiw possogunu 50mMn Boau i ekctparyBanu
etvnaueTtatom. O6'egHaHi opraHivHi ekctpakTn npommeamm 1N posuynHom NaOH, Bogo i Hac4eHMM BOOHVM PO3YMHOM
Xnopuay HaTpito, CyLluMnu Hag cynbdaToM HaTpito, pinbTpyBanu i KOHUEHTPYBanu, o4epXKytouM Macno, sike ovnLliany 3a
ponomoroto xpomatorpadii Ha cunikareni. MNepekpucranizoByBanu 3 cymiwi eTunaueTat/rekcaH, ogepXKyluM Macro.
MpoaykT po3unHAmM B gieTurioBoMy edipi HaCMYeHOMY XNOPOBOAHEM B pes3yrbTaTi YOro yrBoptoBanachb Cifb, SKy
BiAINbTPOBYBaNM, PO34YMHANN B METUNEHXNOPUAI | KOHUEeHTpyBanu go- TBepaoi pedosuHn (0.075r). Tnn. 85-87°C;
EnemeHTHUN aHani3 po3paxosaHo Ans Co1H2oN3O.ClsHCI: C, 60.30; H, 5.06; N, 10.04. 3HangeHo: C, 60.58; H, 5.60; N,
9.28.

MPUKNALQ 119

N-(2-Xnop6eHann)-2-(4-uiaHoeHOKCU)HIKOTUHaMIA,

[o nepemiwyemoro po3unHy 2-(4-uiaHodeHokcnHikoTHOBOT kncnot (0.130rpam, 0.54mmonb ), 2-xnopbeH3nnaminy
(0.083rpam, 0.59mmonb) i 1-rinpokcubeHsoTpurasonrigpaty (0.088rpam, 0.65Mmorb) B cyxomy anmeTtundopmamigi (4mn)
poaasanu rigpoxropug (1-(3-anmeTunamiHo)nponin)-3-etunkap6ogiimigy (0.134rpam, 0.70mmornb) i ogepxaHUn po3ynH
nepemiwysanu Ha npoTAsi Houdi. Cymiw possoaum 50mn Boam i ekcTparyBanu etunauetatom. O6'egHaHi opraHiyHi
ekctpakTn npomusanu 1N posuHom NaOH, Bogot i HacMYeHUM BOOHWM PO3YMHOM XIOpuAay HaTpilo, CylMnM Hag
cynbdaToM HaTpito, iNbTpyBanu i KOHLUEHTPYBaNM, O4EPKYIOUM Macrio, sike ounLianm 3a JOMNoMOoror xpoMmaTorpadii Ha
cunikareni, BUKOPUCTOBYIOUM B AKOCTI entoeHTy cymiw 50/50 etunaueTtaT/rekcaH. lNMepekpuctanisoByBanu 3 CymiLui
eTunaueTat/rekcaH, ogepxytoun 6iny tBepay pedvosuHy (0.139r). Tnn. 112-114°C; EnemeHTHMIA aHanis po3paxoBaHo
nns C2H1N302Cl: C, 66.03; H, 3.88; N. 11.55. 3HangeHo: C, 65.90; K, 3.92; N,11.67.

Cnonyky onucaHy B NMPUKNALI 120 ogepxyBanu BignosigHo Ao metoauky onucanin B MPUKIALI 119 3amiHiooun
2-xnop6eH3nnamiH BigNOBIAHMM aMiHOM. Yac npoBeAeHHst peakuii nexxas y mexax Big 1 4o 24 roanH.

MPUKNAL 120

2-(4-uiaHodeHokcn )-N-[4-(1-rigpokcn-1-MeTMneTmn)oeH3nnHiKkoTMHaMIg

Tnn. 137-139°C; EnemeHTHUI aHani3 po3paxoBaHo ansa CasH21N30s3: C, 71.30; H, 5.46; N, 10.85. 3HangeHo: C,
70.95; H,5.69; N, 10.96.

MPUKNAL 121

N-(4-AviHoOeH3un)-2-(4-pTopdEeHOKCU )HIKOTUHaMI,

[o perasoBaHoro posunHy 2-(4-gropdeHokan)-N-(4-HiTpobeHann)HikoTnHamiagy (0.800r 2.17mMmorb) B eTunaueTarTi
popasann 10% nanaai Ha syrinni (0.160r). OpgepxaHy cymiw 360BTyBanu npu Tucky BogHio 40nci Ha npoTasi 30
XBUNWH. KaTtanizaTtop Bigginammm inbTpyBaHHAM i PO3YMH KOHUEHTPYBanu Mif BaKyyMOM, OEPXYUM Macno, ske
ouMW@anNM 3a [JONOMOrok  xpomaTorpadiii  Ha cwunikareni, BUMKOPUCTOBYIOMM B SIKOCTI  eNtoeHTy cymiw 4%
MeTaHonlmeTmneHxnopmn MepekpucTanizoByBanu 3 Cymilli eTunaueTtaTt/rekcaH, ogepxytoumn teepay pedosuHy (0.562r).
'H AMP (400MI'y, CDCl3) 8 3.64 (c, 2H), 4.58 (n, J = 5.60 Iy, 2H), 6.64 (a, J = 8.30 'y, 2H), 7.05 (M, 7H), 8.02 (wc ,
1H), 8.20 (m, 1H), 8.62 (g, 1H).

MPUKNAL 123

N-Anin-2-(3-xnopdeHoKCcn )HiKoOTMHaMI 4

[o nepemiwyemoro po3uuHy 2-(3-xnopdeHokcu)HikoTuHamigy (0.084r, 0.34mmorb) B metuncynbdokeng (2mn)
gogasanu nopoLuok rigpokeuay kanito (0,074rpam, 1.32mmorns) i noTim gogasanu aninépomig (0.082rpam, 0.68mmons).
Yepes 1 roavHy Cymill BUNIMBanu y BOAY i ekcTparysann meTtuneHxnopmaom. O6'eaHaHi opraHiyHi ekcTpakTi npoMusanu
HaC/4EeHNM BOJHUM PO3UMHOM XT0puUay HaTpito, cylwmnu Hapg cynbdaTtomM MarHito, inbTpyBanu i KOHUEHTpyBanu,
ofepxyoun uncTy nnieky (0.011r). "H AMP (400 My, CD30D) & 4.37 (k, J = 7.26 'y, 1H), 4.82 (1, J = 5.60 'y, 1H), 5.26
(@, J=10.58Twu,1H),540 (a,d =17.0 'y, 1H), 6.05 (m, 1H), 7.03 (m, 1H), 7.13 (m, 1H), 7.21 (m, 2H), 7.38 (1, J = 8.1 Ty,
1H), 8.30 (m, 2H).

MPUKNAL 124

N-(4-AueTunamiHo6eH3un)-2-(4-propdeHoKen HIKOTUHaMIA

Po3unH N-(4-AmiHo6eH3nn)-2-(4-propdeHokcm)HikotnHamigy (0.105rpam, 0.31mMmornb) i TpueTtunaminy (0.047rpam.
0.46mmornb) B MeTunenxmopug oxonomkysanu go 0°C i popgasanu auetunxnopug (0.029rpam. 0.37mMmornb). Cymiw
nepemiwyBanM Ha npotasi 10 xBUNWH i NOTIM HarpiBanu o kKiMHaTHOI TemnepaTtypu npotarom 30 xBunuH. Cymiw
pO3BOAUIM BOAOK i ekcTparyBanu metuneHxnopuaom. O6'eaHaHi opraHiyHi €KCTpakTM NPOMUBaNM HaCM4YeHUM BOAHUM
PO34YMHOM XIOPUAY HaTpilo, CYWMNM Hap cynbdaToM HaTpilo, hinbTpyBanu i KOHUEHTpYBanu, OAepXyloun Teepay
peyoBuHy. [NepekpucTtanisoByBanu 3 cymili etunauertaTt/rekcaH, ogepxytouun 6iny teepay pedosuHy (0.082r). Tnn. 128-
130°C; EnemeHTHUIA aHani3 po3paxoBaHo Anst C21H1gN3O3F: C, 66.48; H, 4.78; N, 11.08. 3HangeHo: C, 66.14; H,4.47;N,
11.08.

MPUNKNAL 125

2-(3-AuetnnamiHodeHokcn)-N-(2-xnopbeH3nn)HiKoTMHaMmI g

[o nepemiwyeMoro po3unHy 2-(3-AauetunamiHoeHOoKCUHikoTMHOBOI kucnotn (0.400rpam, 1.47mMmorb), 2-
xnopbeHsunnaminy (0.228rpam, 1.62mmornb) i 1-rigpokcmbeHsotpunasonrigpaty (0.238rpam, 1.76mMmornb) B Cyxomy
anmetundopmamiai (10mn) nopasamm rigpoxnopug 1-(3-gumetnnamido)nponin)-3-emnkap6ogimiaxnopuay (0.367rpam,
1.91MmMoOMb) | ogepXaHWA po3YMH MnepemillyBanyM Ha npoTasi Houi. Cymiw po3sogunu BOAOK, €eKcTparysanu
eTunaueTaToM i KOHUEHTpYBanu, OOEPXKYuM MPOAYKT, SKWA o4dviany 3a JOornoMorot xpomatorpadii Ha cunikareni,
BMKOPMCTOBYIOYN B AKOCTI entoeHTy cymiw 3% meTtaHon/meTuneHxnopua. lNMepekpuctanizauieto ogepxysanu teepay
peyoBuHy (0.351r). Tnn. 177-179°C; EnemeHTHMIA aHani3 po3paxoBaHo Ansa C21H1gN3OsCl: C, 63.72; H, 4.58; N, 10.62;
3HanpeHo: C,63.47; H,4.55; N, 10.56.

Cnonyky onucaHy B NMPUKIALI 126 ogepxysanu BignosigHo Ao metoauku onucanin B NMPUKITALI 125 3amiHiooun
2-xnop6eH3unamiH BiaAnNoBiAHUM amiHOM. Yac npoBefeHHs peakLii nexas y mexax Big 1 0o 24 roguH.

MPUNKNAL 126



2-(3-AuetnnamiHodeHokcn)-N-[4-(1-rigpokcn-1-meTnneTmn)6eH3nnHikoTMHamiIz,

Tnn. 155-157°C; EnemeHTHUI aHani3 po3paxoBaHo ansa CaHsN3O04: C, 68.72; H, 6.01; N, 10.02. 3HangeHo: C,
67.98;H,6.04; N,9.92.

MPUKNAL 127

(R)-2-(3-XnopdpeHokcn)-N-(2-rigpokcun-1-eHineTun)HikotmHamig

Po3unH 2-(3-xmopdeHokcu)HikoTHoBoi kucriotm (0.25rpam, 1.0Mmonb) B TieHinxmopuai (10mn) HarpiBarm i3
3BOPOTHIM XOonoaunbHUKOM. Yepe3d 1 roguHy peakuiiHy Ccymill OXornofXyBanu [0 KiMHaTHOI TemnepaTtypu i
KOHLEHTpYBanu npu NOHWKeHomy TUcky. Opoep)KaHui 3anuLloK po3vuHAnM B TeTparigpodypadi (5mn) i no kpannam
nopaeanu 4o po3yuHy (S)-2-rigpoken-1-coeHinetnnamidy (0.14rpam, 1.0mMmornb) B nipyamHi (5mn) npu temnepatypi 0°C.
Yepes 30 xBunuH cymiw HarpiBanM Ao KiMHaTHOI Temnepatypu. Yepes 1 roguHy cymiw Bunmeanm y 1N po3yuH
XNOPBOAHEBOT KMCMOTU | ekcTparyBanu eTunaueTtatom. OG'egHaHi opraHiyHi ekctpakTu npomusanu 1N po3ynHoOM
XIOPBOAHEBOI KMCMOTU NOTIM HacMyYeHVM BOAHWM PO3YMHOM XIOpuAy HaTpilo i cywmnu Hag cynbdaToMm HaTpito.
KoHueHTpyBanu npu noHWKEHOMY TUCKY OLEPXKYIOUM XXOBTE MAcro, siKe OuMLianu 3a JonoMOorok xpomaTtorpadii Ha
cunikareni, BMKOPUCTOBYIOMM B SAKOCTI enioeHTy cymiw 1:1 etunauertat/rekcaH, opgepxytoum 6GesbapsHe macno.
EnemeHTHUI aHania po3paxoBaHo gns CooH17N203Cl: C, 65.13; H, 4.65; N, 7.60. 3HangeHo: C, 65.20; H, 4.78; N, 7.38;
MC m/z [M+] 369, 'H SIMP (400 MI'u, CDCls) & 2.54 (wc, 1H), 3.95 (M, 2H), 5.32 (M, 1H), 7.23 (M, 10H). 8.22 (m, 1H),
8.58 (m, 2H).

MPUNKNAL 128

(R)-2-(3-XnopdpeHokcn)-3-(4-cdeHin-4,5-gurigpookcazon-24n)nipnavH

Po3unH (R)-2-(3-xnopdpeHokcn)-N-(2-rigpokcu-1-cpeHineTmn)HikoTMHamig, (0.30rpam, 0.813mmonb) i
okcuxnopuadocdopy (10mn) B Tonyoni (10mn) nepemiwyBanun Ha npoTtasi 10 roguMH. Cymiw KOHUEHTpyBanu nig
BakyyMOM i po3umHsarm B MeTaHoni (15mn) i AN posumHi rigpokemgy Hatpito (5Mn) i kun'aTmnu i3 3BOPOTHIM
XONOAUIMBbHWUKOM Ha NpoTa3i 2 roavH. MeTaHon BigraHAaNW, i 3anuLLOK pO3YMHANW Y BOAi i eKcTparyBanu eTunaueTaToMm.
OG'egHaHi opraHiyHi eKCTpakTm NMpoMMBammM BOAOK i HACMYEHMM BOAHUM PO3YMHOM XITOPUAY HAaTPilo, CYWMnM Hapg,
cynbdaToM HaTpilo | KOHLLEHTPYBaNM, OAEPKYIOUN NPOAYKT, SKUIM ouMLLani 3a AONOMOro xpomatorpadii Ha cunikareni,
BMKOPMCTOBYIOUM B SIKOCTI eNtoeHTy cymiw 1:3 eTunaueTat/rekcaH, ogepxkytoum 6e3bapsHe Macno. EnemeHTHWUn aHanis
pospaxoBaHo ans CxH17N202Cl: C, 68.48; H, 4.31; N, 7.99. 3HangeHo: C, 68.58; H, 4.50; N, 7.63; MC m/z[M+J 351; ctp
=+ 24.1° ¢ =5.6 mr/mn B MeTuneHxnopugi; HamP (400 MI'y, CDCl3) 64.29 (on,J =8.4,95Tu,1H),5.43 (ga, J = 8.1,
10.1 "'y, 1H), 7.22 (m, 10H), 8.30 (m, 2H).

Cnonyky onucaHny B NMPUKNALI 129 ogepxyBanu BignosiaHo no meTtoauky onucadiv B MPUKITALI 128 3amiHtooun
(R)-2-(3-3-XnopdeHokcn)-N-(2-rigpokcm-1-cpeHinemn)HikoTMHamig BiONOBIAHMM riAPOKCMHIKOTVUHAMIOOM . Yac
nNpoBefeHHs peakuii nexxas y mexaxBig 1 4o 24 roavH.

MPUKNAL 129

(S)-2-PeHokcun-3-(4-deHin-4,5-aurigpookcazon-2-in)nipnamH

EnemeHTHUN aHanis pospaxoBaHo ana CxoH1eN202: C, 75.93; H, 5.10: N, 8.85. 3nangeHo: C, 76.12; H, 5.44; N,
8.17; MC m/z [M+] 317; ap=+21.3° ¢=8.3mr/Mn B MeTuneHxnopuai; H AMP (400 Mru, CDCl3) 6 4.30 (1, J =8.3Tu, 1H),
482 (gp,J=85,10.2Tu, 1H),5.43 (g, J=8.2,10.3 'y, 1H). 7.06 (m, 1H), 7.29 (m, IOH), 8.28 (m, 2H).

MPUKNAL 130

4-({[2-(4-PTOPEHOKCM)NipMaH-3-kKapboHin]amiHo}meTMN)beHinoBun ectep 2,2-4MMETUANPONIOHOBOT KUCMOTH

Po3unH 2-(4-dpropdreHokcm)-N-(4-rigpokcnbeHsnnHiKoTMHaMIgY (0.050rpam, 0.148Mmmorb),
TpumeTnnauetmnxnopugy (0.019rpam, 0.163mmonk) i pueTunamiy (0.022rpam, 0.222mmonb) B Metunexxnopugi (5mn)
nepemiwyBanun Ha npotasi 30 xeunmH Cymiw posogmmm 50mn 1N po3umHOM rigpokcmay HaTpio i ekcTparyBanm
etvnauetatom. OB6'egHaHi opraHiYHi eKCTpakTV NpoMMBanM BOOOK i HACMYEHVM .BOAHMM PO3YMHOM Xropuay HaTpito,
cywmnu Hapg cynbdaToM HaTpito, dinbTpyBanu i KOHUEHTPYBaNM, OOEPXYOUM Macro, sIke oYvLanu 3a [oMNoMOro
xpomaTtorpadiii  Ha  cwnikareni, BWKOPUCTOBYIOMM B  SIKOCTi  enioeHTy cymiw  40% eTvnaueTat/rekcaH.
MepekpucTanizoByBanu 3 cymilli eTunaueTaT/rekcaH ogepxytoun Teepay pedouHy (0.043r). Tnn. 91-93°C; EneMeHTHUN
aHani3 pospaxoBaHo ans CaH23N204F: C, 68.24; H, 5.49; N, 6.63. 3HanpeHo: C,66.07; H, 5.24; N, 6.42.

MPUKNAL 131

2-(4-dTopdheHokcn-N-(4-meTaHcynb poHinamiHo6eH3nnHikoTMHamia o po3unHy  N-(4-amiHoGeH3nn)-2-(4-
drop deHokenHikoTMHamigy (0.150rpam, 0.445mmonb) i Tpretmnaminy (0.089r, 0.89mmonb) B metunexxnopugi (5mn)
gopasanu adrigpng MetaHcynbgoHoBoi kucrnotu (0.100rpam, 0.578Mmornb) i ogepkaHuMi po3ynH nepemillyBanu Ha
npoTasi Hodi. Cymill KOHUEHTpYBanu nig BakyymoM, po3unHanu B meTaHoni (10mn) i 1IN posumHi rigpokcugy HaTpito
(15mn) i ekcTparyBanu etunauetatoM. [poaoykKT ounwanu 3a JONOMOror Xpomartorpadii, BAKOPUCTOBYIOUM B SIKOCTI
entoeHTy cymiw 5% metaHon/MeTunenxmnopua. MNMepekpuctanizosyBanu ogepxytodmn 6ini kpuctanm (0.043r). Tnn. 107-
109°C; EnemeHTHUI aHani3 po3paxoBaHo A CooH1sN3O4SF: C, 57.82; H,4.37; N, 10.11. 3HangeHo: C, 57.88; H, 4.39;
N, 9.78.

MPUNKNAL 132

(S)-2-(3-XnopdeHokcn)-N-(2-rigpoken-1-eHine Tun)HikoTMHamig

Po3unH 2-(3-xnopdpeHokcn)HikoTuHoBOT kncnotm (0.500r) B TieHinxnopuai (10Mn) kvn'sTMny i3 3BOPOTHIM
XONOAWSBHUKOM Ha npoTasi 1 roamH. Cymiw KOHUEHTpYBanu nig BakyymMoM, po3uuHanv B 10mn TetparigpodypaHy i
HeramHo Ao po3umnHy (S)-2-ceHinrmiuymHony (0.140rpam, 1.0Mmorb) B cyxomy nipuguHi (5mn) npu temnepatypi 0°C no
Kpannam goaasanu posuuH 2-(3-xrnopdeHokceun)HikoTuHinxnopugy (0.270rpam, 1.0Mmonb) B TeTparigpodypaHi (5mn),
cymiw kun'atunu npy 0°C npotarom 30 XBUMMH i NOTIM NOCTYNOBO HarpiBanu Ao KiMHaTHOT TeMnepaTypy Ha NPOTs3i HOYI.
Cymiw KoHUeHTpyBanu nig Bakyymom. OgepkaHuid 3anvilok nepeHocnnm B etunauetar, npomusanu 1N posumHom HCI,
BOAOI0 i HACUYEHUM BOAHMM PO3YMHOM XIOPUAY HATPIl0; CYLULMNN HaA cynbaToM HaTpilo | KOHLEeHTpyBanu 4o macna,
dKe ouMwanuM 3a [ornoMOorol Xxpomartorpadiii Ha cunikareni, BUKOPUCTOBYIOMM B SKOCTI enoeHTy cymiw 1/3
eTunaueTtat/rekcaH, ogepxytoun 6e3bapeHe macro. EnemeHTHUI aHani3 po3paxoBaHo ans CxH17N20sCl: C, 65.13; H,
4.65; N, 7.60. 3HanpgeHo: C, 65 16; H, 4.63; N, 6.95; ap=-63.2° ¢=11.0mr/mn B MeTUneHxnopugi; H amP (400 My,
CDClI3)52.47 (1,J=5.9Tu, 1H), 3.96 (m, 2H). 5.33 (m, 1H), 7.23 (M, 9H), 8.23 (m, 1H), 8.58 (m, 2H).



Cnonyky onucaHny B NMPUKNALI 133 ogepxyBanu BignosiaHo no meTtoauky onuncadiv B MPUKITALI 132 3amiHtooun
(3)-2-heHinrniumHon BignoBiaHMM amiHOM. Yac npoBeAeHHSA peakuii nexaB y Mexax Big 1 4o 24 roguH.

MPUKNAL 133

2-(3-XnopdeHokcu)-N-(2-rigpoken-2-geHTe TN )HikoTMHamig,

Tnn. 118-119°C; EnemeHTHUIA aHani3 po3paxoBaHo ans CxH17N203sCl: C, 65.13; H, 4.65; N, 7.59. 3HangeHo: C,
65.37; H,4.46; N, 7.35.

MPUNKNAL 134

(S)-2-(3-XnopdeHokcn)-3-(4-eHin-4 ,5-avrinpookcason-2-in)nipuanH

Po3unH (S)-2-(3-xnopdpeHoken )-N-(2-rigpokcun-1-cbeHTe TN )HIKOTMHaMIZY (0.340rpam, 0.922mMmornb) i
okcmxnopuadocgopy (0.7mn) B Tonyoni (10mMn) nepemilyBanu Ha NpoTa3i Houi. Cymill KOHLEHTPYBanu nig BakyyMoOM i
po3unHanu B meTaHoni (10mn) i gogasanu kap6oHat kanito. Cymil nepemilwyBanu Ha NpoTA3i 2 roauH Npu KiMHaTHI
TemnepaTtypi i Kun'aTunu i3 3BOPOTHIM XonogurnbHMkoM Ha npoTasi 30 xBunvH. MeTaHon BigraHanNW i 3arMLIOK
nepeHocurm B etunauetaT. OgepXaHun po3ynmH NPOMMBaMM BOAOK i HACUYEHUM BOOHMM PO3YMHOM Xrlopuay HaTpito,
CYLUIMIN HaA CynbdaToM HaTpito i KOHLUEHTPYBanu, O4EPXYIo4Un NPOAYKT, KU oYMLIann 3a AOMOMOrolo xpoMartorpadii
Ha cunikareni, BUKOPUCTOBYIOYM B SIKOCTI enioeHTy cymiw 1/3 eTtunaueTaT/rekcaH, ofepxytounm Onigo-xoBTe macrno
(0.013r). MC 351.0917; Tnn. 78-80°C; EnemeHTHUIM aHani3 po3paxoBaHo Anst CooH1sN20.Cl: C, 57.37;' H, 3.74; N, 7.42.
3HanpeHo: C, 57.31; H, 3.80; N, 7.39.

MPUNKNAL 135

2-(3-Xnop®PeHokcm)-3-(5-PeHin-4.5-gurigpookcason-2-n)nipnamH

Po3unH 2-(3-xnopdpeHokcun)-N-(2-rigpokcn-2-deHineTmn)HikoTuHamigy (0.320rpam, 0.868mmonb) i
okcmxnopuadocgopy (0.7mn) B Tonyoni (10mMn) nepemilyBanu Ha NpoTa3i Houi. Cymill KOHLEHTpYBanu nig BakyyMmoOM i
po34yuHAnu B meTaHoni (10mn) i popgaBanu kap6oHaT kanito. Cymill nepemillyBany Ha NpoTsA3i 2 roanH Npu KiMHaTHIN
TemnepaTtypi i Kun'atunu i3 3BOPOTHIM XonogurnbHMkoM Ha npoTasi 30 xBunvH. MeTaHon BigraHanNW i 3arMLIOK
nepeHocurm B etunauetaT. OgepXaHun po3ynMH NPOMMBaM BOAOK i HACUYEHUM BOOHMM PO3YMHOM Xrlopuay HaTpito,
CYLUIMIN HaA CynbdaTom HaTpito i KOHLUEHTPYBanu, O4EPXYIo4UN NPOAYKT, KU oYMLIann 3a JOMOMOrolo xpoMartorpadii
Ha cunikareni, BUKOPUCTOBYIOUYM B SIKOCTI enioeHTy cymiw 1/3 eTtunaueTaT/rekcaH, ofepxyloum Onigo-xoBTe mMacrno
(0.102r). MC 351.0897; 'H AAMP (400 MI'y. CDCls) 5 4.06 (ag, J = 8.1, 15.0 Ty, 1 H), 4.56 (aa, J = 10.3, 15.0 Ty, 1H),
5.66 (og,J=8.0,10.3 Ty, 1H), 7.24 (m, 10H), 8.8.27 (m,2H).

MPUNKNAL 136

2-(2-XnopaeHin)-N-(4-dTopdeHokcn)nipuanH-3-in)auetamia

[o nepemiwyemoro posymHy 2-xnop6eH30H301MHOT kucnot (0.228r, 1.34mmonb), 2-(4-dTopdeHoKen)nipnanH-3-
inamiHy  (0.300rpam, 1.47vmornb) i  1-rigpokcubensoTtpuasonrigpaty (0.217rpam, 1.61Mmornb) B cyxomy
anmetundopmamiai  (10mn) pogasanu  rigpoxnopua  (1-(3-gumeTvnamiHo)nponin)-3-etunkap6ogiivia  (0.335rpam,
1.74MMOMb) | ofepXaHuiA po3YMH MepemillyBanu Ha npoTaAsi Hodi. Cymiw possogunu 50mMn Boau i ekctparyBanu
etvnaueTtatom. O6'egHaHi opraHivHi ekctpakTn npommeamm 1N posuynHom NaOH, Bogot i HacM4eHMM BOOHVM PO3YMHOM
xnopway HaTpito, CYlWMnun Hag cynbaToMm HaTpito, PinbTpyBanu i KOHUEHTPYBanu, oepXKylouM mMacno, ke ounanm
xpomaTtorpadieto Ha cunikareni. MNepekpucTaniaoByBanu 3 cymilli eTunaueTaT/rekcaH OJepXKyloun TBepay PeqOBUHY
(0.230r). Tnn. 73-75°C; EnemeHTHMI aHani3 po3paxoBaHo ana C1oH1aN202CIF: C, 63.96; H, 3.95, N, 7.85. 3HaligeHo: C,
63.64; H, 3.85;N, 8.41.

Cnonyky onucaHy B NMPUKIALI 137 ogepxyBanu BignosigHo Ao metoauku onucanin B NMPUKITALI 136 3amiHiooun
2-xnop6eH30MHY KMUCIOTY BiANoBiaHOKW kapboHOBOK kucroTolo. Yac npoBeaeHHs peakuii nexas y Mmexax Big 1 go 24
rOOuH.

MPUKNAL 137

2-(4-AuetnndeHin)-N-[2-(4-dTopdeHokcunipuanH-3-injauetamig

Tnn. 118-120°C, EnemeHTHUIA aHani3a po3paxoBaHo ans CziH17N20sF: C, 69.22; H, 4.70; N, 7.69. 3nangeHo: C,
68.90; H, 5.75; N, 8.54.

MPUNKNAL 138
N-(2-Xnop6eHann)-2-{3-[3-(2-meTokcudpeHin)ypeino]deHokcnHiKoTMHaMIA
Po3unH  2-(3-amiHodeHokcK)-N-(2-xnop6eHann)HikotuHamigy  (0.100rpam, 0.28wmmorb) i 143ouiaHaT-2-

meTokcmbenson (0.063rpam, 0.42vmornb) B giokcaHi (10mMn) KMN'ATMAKM i3 3BOPOTHIM XONOAWMBHVKOM Ha MPOTA3i HOMi.
Cymiw oxonoaxyBanu A0 KiIMHATHOT TemnepaTypu i KOHUEHTpyBanM [0 Macrna, fke ouvlanu 3a [OonoMOoroto
XpomaTtorpadii, BAKOPUCTOBYIOUM B SIKOCTi €MIOEHTY CyMill 2% MeTaHON/MeTUNEHXIOPUA, OAEPXKYIOUM TBEPAY PEYOBUHY.
MepekpucTanizoByBanM 3 cymiwi eTvnaueTtat/ rekcaH ogepkywoum TBepay pevosuHy (0.083r). Tnn. 180-182°C;
EnemeHTHUN aHania pospaxoBaHo ans CorH2sN4O4Cl: C, 64.48; H, 4.61; N, 11.14. 3nangeHo: C, 64.55; H, 4.60; N,
10:74.

Cnonyky onucaHny B NMPUKNALI 139 ogepxyBanu BignosiaHo no meTtoavky onucadiv B MPUKITALI 138 3amiHtooun
1-i3ouiaHaT-2-MeTOKCMGEH30N BIAMOBIAHMM i30LiaHaTOM. Yac npoBeaeHHs peakuii nexan y Mexax Big 1 4o 24 roauH.

MPUNKNAL 139

N-(2-Xnop6eHann)-2-[3-(3-HadraneH-14inypeigo)PeHikcnlHikoTMHamig

Tnn.121-123°C; EnemeHTHUn aHania pospaxoBaHo ana CzoH2sN4OsCl: C, 68.90; H, 4.43; N, 10.71. 3HangeHo: C,
69.24;H,4.52; N, 10.28.

MPUKNAL 140

(-)-N-[1-(5-XnopTiodeH-2-in)eTnn]-2-(4-dTopdeHoKev )HIKOTMHaMIL

N-[1-(5-XnopTiodeH-2-in)etun]-2-(4-dpropdpeHoken)HikotHamia (0.750r) posginann Ha Chiral Cel AS Column
BMKOPMCTOBYIOUN B SKOCTI entoeHTy 95% rekcaH/ isonponaHorn.

Tnn. 78-80°C: EnemeHTHMI aHani3 po3paxoBaHo ans CigHwuaN20-CISF: C, 57.37; H, 3.74; N, 7.42. 3HangeHo: C,
57.32;H,3.68;N,7.42. ap=-53.9° (C=0.2, xnopogopm).

Cnonyky onucaHy B NMPUKJIALI 141 ogepxyBanu BignoBigHo Ao meTtoauku onucanin B NMPUKNALI 140.

MPUKNAL 141

(+)-N-[1-(5-XnopTio®eH-2-in)eTnn]-2-(4-dpTopdeHOKCN )HIKOTUHaMI



Tnn. 78-80°C; EnemeHTHUIN aHani3 po3paxoBaHo ans CigH1aN20.CISF: C, 57.37; H, 3.74; N, 7.42. 3HangeHo: C,
57.31;H, 3.80; N, 7.39. ap=+52.8° (C=0.3, xnopodopm).

MPUKNAL 142

umnc-2-(3-XnopdeHokcn)-3-(4-eHin[1.3]giokconaH-2-in)nipnauH

Po3unH  2-(3-xnopdeHokcun)nipuamH-3«kapbansgeriny  (0.182rpam,  0.8mmors), (S)-1-cbeHinetan-1,2-gjon
(0.110rpam, 0.8mmork) i pTSA (0.005r) B Tonyoni (10Mn1) KNUN'ATUAM i3 3BOPOTHIM XONOAWUITIBHUKOM Ha NPOTA3i 48 roaunH.
Cymill KOHUEeHTpyBanu Nig BakyyMOM i ounLLany 3a AONoMOrot xpomartorpadii Ha curnikareni, BUKOPUCTOBYIOUN B SIKOCTI
entoeHTy cymiw 4/1 rekcaH/gieTnnosuii edip, ogepxytoun 6e3bapeHe macno. EnemeHTHUIA aHania po3paxoBaHo Ans
C20H1eNO3CI: C, 67.90; H, 4.56; N, 3.96. 3HaitgeHo: C, 68.57; H, 5.16; N, 3.52; ap = +49.5°; 'H SIMP (400 My, CDCl3) &
3.97 (0n,J=7.0.78Tuy, 1H),4.41 (pn,J =7.1,7.7 "y, 1H),5.24 (1, J= 7.0 'y, 1H), 6.36 (c, 1H), 7.25 (m, FOH), 8.09 (™,
1H), 8.19 (m, 1H).

Cnonyky onucaHny B NMPUKNALI 143 ogepxyBanu BignosiaHo no meTtoavky onucadiv B MPUKITALI 142 3amiHtooun
(S)-1-cheHineTaH-1,2-gion BignosigHMM gionomM. Yac npoBeaeHHs peakuii nexan y MexaxBig 1 4o 48 roauH.

MPUKNAL 143

TpaHc-2-(3-XnopdeHokcn)-3-(4-deHin[1.3]giokconaH-2-in)nipuamH

EnemeHTHUIN aHani3 po3paxoBaHo ans CxoH1eNOzCl; MC 354.0894; ap = +40.5°; H AmP (400 My, CDCls) 6 3.91
(r,d=8.1Tu, 1H), 457 (gu, J =6.2,8.3 Ty, 1H),5.27 (1,J = 7.0 'y, 1H), 6.52 (c, 1H), 7.25 (m, 10H), 8.05 (m, 1H) 8.17
(m, 1H).

MPUKNAL 144

2-(3-AmiHobeHOKan )-N-(2-xnop6eH3nn)HikoTMHaMIg,

o po3umHy 2-(3-HiTpocbeHoken)-N-(2-xnopbeHaun)HikotnHamigy (0.530r, 1.38mMmornb) B meTaHoni (15mn) i
TeTparigpodypaHi (20mn) gogasamm 10% PtO2 (0.0.50r). Ogep>kaHuin po3ynH 360BTyBanNu Npu TMCKy BogHo 35Mci Ha
npotasi 1 roavHy 40 xsunuH. Kartanisatop Bigdinanu inbTpyBaHHAM | PO34YMH KOHUEHTpYBanu Mif BaKyymMOM
OAEPXKYIOYM MacCHo, SKe ouuLanu 3a SOMOMOro xpomaTorpadii Ha cvnikareni, BUKOPUCTOBYIOUM B SIKOCTi €FHEeHTy
cymiw 2.5% meTtaHon/mMeTuneHxnopua. MNepekpucranisoByBanu 3 CyMilli eTunaueTaT/rekcaH ogepKyioun KpucTaniyHmn
npoaykT (0.327r1). Tnn. 101-103°C: EnemeHTHUIN aHani3 po3paxoBaHo ana CioH1sN302Cl: C, 64.5; H, 4.56; N, 11.88.
3HanpgeHo: C,64.15; H,4.07; N.11.80.

MPUKNAL 145

(-)-N-[1-(5-XnopTiodeH-2-in)etnn}-2-(NipuanH-3-iNokcn)HiKoTMHaMI 4

N-[1-(5-XnopTiogeH-2-in)etmn]-2-(NipnamH-3-inokcu HikotnHamig (0.776r) po3ginamm 3a gonomoroto Chiral Cel AD
Column BMKOPUCTOBYIOUM B SIKOCTi €5oeHTy cyMiw 9/1 renTan/isonponaHon, ogepXylunM NpoaykKT y BUMMmMsaai macna.
MepekpucTanisoByBanu 3 cymilli eTnnauetat/ rekcaH, ogepxytoumn 6iny tBepay pedosuHy (0.217r). Tnn. 82-84°C; ap=-
51.5° (c=0.2, CHClz3).

Cnonyky onucany B NMPUKJIALI 146 opepxyBanu BignosigHo Ao meToamky onucadin B MPUKNALI 145.

MPUKNALI 146

(+)-N-[1-(5-XnopTiodeH-2-in)eTnn]-2-(NipnaMH-3-4noKCM)HIKOTUHaMIA,

Tnn. 83-85°C; ap=+49.8° (c=0.3, CHCls).

MPUKNAL 147

(-)-2-(5-XnopnipnaunH-3-token )-N-[1-(5-xnop-TiodeH-2-in)e TunHikoTnHamig,

2-(5-XnopnipngnH-3-inokcn)-N-[1-(5-xnopTioteH-2-injeun]HikotnHamia (0.800r) posginanu 3a gonomoroto Chiral
Cel AD Column, BuKOpUCTOBYHOMM B SIKOCTi enoeHTy cymiw 90/9.9/0.1 rentaH/isonponaHon/gietTunosun edip,
ofepXKyioun TBepay pevoBuHy. lMepekpucranisoByBanM 3 Cymiwi eTunaueTtaT/rekcaH OAepKyloun TBEpPAY PEevOBUHY
(0.393r). Tnn. 133-135°C; ap=-48.8° (c = 0.2).

Cnonyky onucaHy B NPUKJIALI 148 ogepxyBanu BianosigHo Ao meTtoauku onucaHin B NMPUKINALI 147.

MPUKNALI 148

(+)-2-(5-XnopnipnanH-3-inokcn)-N-[1-(5-xnopTiodeH-2-in)eTmnlHiKoTMHaMI A

Tnn. 133-135°C; ap=+40.6° (c = 0.2).

MPUKNAL 149

(R)-H-(2-TMapoken-1-ceHinetmn)-2-(MipnanH-3-inoken )HikoTMHami g

Po3unH 2-(nipmavH-3-inokem)HikotnHoeoi kucrnotm (0.250rpam, 1.2umons) B TieHinxnopuai (10mn) Harpisanu i3
3BOPOTHIM XOonoAunbHUKOM. Yepe3d 1 roguHy peakuiviHy Ccymill OXornofxyBanu [0 KiMHaTHOI TemnepaTtypu i
KOHLeHTpYBanu npu noHwkeHomy tmucky. OaepkaHnin 3anviwok cycneHgysanu B Tetparigpodypati (10mn) i no kpannam
pogaesanu o po3unHy (R)-2-rigpokcun-1-cpeHinetmnaminy (0.160rpam, 1.2vmornb) B mipuaunHi (5mn) npyn TemnepaTtypi
0°C. Yepes 30 xBunuH cymill Harpisanu 4o KiMHaTHOI TemnepaTypu, CyMill nepeMillyBanu npu KiMHaTHIN TemnepaTypi 1
roAvHy i KOHUEHTpyBanu Buaansiouv nipuavH. HeouulleHud NpoayKT ouvwanu 3a AOMoOMOrol xpomaTtorpadiii Ha
cunikareni, BAKOPUCTOBYIOUM B SIKOCTi €MIOEHTy eTurnaueTaT, ogepxyioun xoste macrno. MC 336.1324; op = +63.9°
12.3mr/Mn B MeTunenxnopuai. 'H AMP (400 My, CDCls) & 2.76 (wc, 1H), 3.95-4.02 (M, 2H), 5.31-5.36 (M, 1H), 7.16-
7.40 (m,1H),8.19 (na,J=2.1Tu,4.8 'y, 1H), 8.48-8.61 (m, 4H).

MPUKNAL 150

(R)-3-(4-deHrin-4,5-gurinpookcason-2-in)-2-(NipnauH-3-inokcn )nipnavH

Po3unH (R)-N-(2-rigpokcun-2-peHineTnn)-2-(NipnanH-3-inokcm)HikoTMHamigy (0.050rpam, 0.16mmornb) i
okcuxnopuadgocdopy (150mn, 1.6mmonk) B Tonyoni (10mn) nepemiwyBanu Ha NpoTa3i Houi. Cymill KOHUEeHTpYBanu nig
BakyymoOM i po3unHsanu B meTaHoni (10mn) i gogasanu kapboHat kanito (250mn). Cymiw nepemillyBanu Ha npoTAsi 24
roOAMH Mpu KiMHaTHIN TemnepaTtypi. MeTaHon BigraHsnuM nig BakyyMOM i 3anuWOK MNEpPeHOoCMnM B eTunaueTarT.
OpepXaHui po3YnH NPOMUBANU BOAOKD i HACMYEHWM BOOHUM PO3YMHOM XIOPUAY HaTpilo, CywMnu Haj cynbdaTtom
HaTpilo | KOHUEHTpyBanu, oAepXYylouuM MPOAYKT, SKUM ouvwanu 3a [JornomMorol xpomatorpadiii Ha cunikareni,
BMKOPUCTOBYIOUM B SIKOCTi enoeHTy cymiw 1/1 eTunaueTtat/rekcaH opepkytounm ©OesbapeHe macno (0.020r). MC
318.1227; ap = +21.2°, 9.5Mr/MNn B MeTUNEHXOPUA,. H AMP (400 MI'u, CDCl3) & 4.31 (1,J =8.3 'u, 1H), 4.83 (aa, J =
8.3 Ty, 10.2 'y, 1H), 546 (an, J =8.1 'y, 10.2 'y, 1H), 7.07-7.20 (m, 1H), 7.27-7.43 (m, 6H), 7.53-7.57 (m, 1H). 8.22-
8.53 (m, 4H).



Cnonyky onucaHny B NMPUKNALI 151 ogepxyBanu BignosiaHo no metoamky onuncadiv B MPUKITALI 150 3amiHtooun
(R)-N-(2-rigpokcn-2-cpeHTeTin)-2-(nipnanH-3-TOKCW )HIKOTUHaMIA BiANOBIOHUM TiOPOKCMHIKOTMHaMigoM. Yac npoBegeHHSA
peakuii nexxaB y mexaxBig 1 0o 24 roguH.

MPUWKNAL 151

(S)-3-(4-PeHin-4,5-gurigpookcason-2-in)-2-(nipuamH-3-inoken nipnanH

MC 318.1267: ap =-19.2°, 11.2ur/mn B MeTuneHxnopuai; 'H SIMP (400 My, CDCls) & 4.31 (1, J = 8.3 'y, 1H), 4.83
(op,J=10.2Tu, 8.3 'y, 1H), 546 (ga, J = 10.2 'y, 8.1 'y, 1H), 7.09-7.57 (m, 7H), 7.54-7.57 (m, 1H). 8.23 (gn, J = 4.8
lu, 1.9y, 1H), 8.32-8.53 (m, 3H).

MPUKNALO 152

(S)-N-(2-T'igpokcn-1-ceHineTmn)-2-(NipuanMH-3-inoKcn HiKOTMHaMIg,

Po3unH 2-(nipuanH-3-inokcun)HikotmHosoi kucnomm (0.500r) B TieHinxmopuai (10mMn) kvn'aTunm i3 3BOPOTHIM
XONoAWNbHYKOM Ha npoTasi 1 roguHu. Cymill KOHUEHTpyBanu nig BakyymMoM, po3unHanu B 10mn TetparigpodypaHy i
HeranHo BukopucToByBanu. [lo po3umHy (S)-2-cbeHinmiumHony (0.190rpam, 1.4mmonb) B cyxomy nipuauHi (5mn) npwm
TemnepaTypi 0°C nogasanm posumH 2-(3-nipuamH-3-inokcmn)HikoTuHinxnopuay (325rpam, 1.4Mmornb) B TeTparigpodypaHi
(5mn) i nipyguni (5mn), cymiw kun'atunu npu 0°C npoTsarom 30 XBUMKMH i NOTIM HarpiBanu Ao KiMHaTHOT TemnepaTypu Ha
npoTa3i Houi Cymill KOHUEHTPYBanM nif BaKyyMOM i KOHLEHTPYBaNu, O4EPKYHOYN HEOUMLLEHNA NPOAYKT, KU 0YMLIANU
3a gonomMmorot xpomatorpadii Ha cunikareni, BUKOPUCTOBYIOUM B SIKOCTI enioeHTy cymiw 1:1 eTunauertat/rekcaH,
opepxytoun 6esbapsHe macrno. MC 336.1358; ap = -69.2° ¢ = 6.2 MriMn B MeTuneHxmopuai; 'H AMP (400 M, CDClg)
0 2.77 (wc, 1H), 3.98-4.08 (m, 2H), 5.31-5.36 (v, 1H), 7.14-7.40 (m, 7H), 7.57-7.60 (m. 1H), 8.19 (3. J =1.9 Ty, 4.8 I'u,
1H), 8.44-8.61 (m, 4H):

Cnonyku ommcaHi B NMPUKINAOAX 153-156 opepxyBanu BignosigHo 0o metoaukn onucadin B MPUKIAOI 152
3amiHtotoum (8)-2-cpeHinrniumMHoN BiANOBIAHUM aMiHOM. Yac npoBeAeHHS peakuii nexan y Mexax Big 1 Ao 24 roauH.

MPUKNAO 153 .

(R)-N-(1-Tgpokcnme Tmn-2-meTrnnponin)-2-(nipuaMH-3-noKCu)HIKOTMHaMmIA,

MC 302.15050; ap = +6.1°, 8.7mMr/MmNn B MeTUNeHXopuai. H aMP (400 Mru, CDCl3) 6 1.00 (g, J =14.9Tu, 6.8y,
6H), 1.98-2.07 (m, 1H), 2.99 (wc, 1H), 3.73-3.83 (m, 2H), 4.01-4.11 (m, 1H), 7.18-7.24 (v, 1H), 7.38.7.42 (m, 1H), 7.55-
7.58 (m,1H),7.98 (8,J=6.6Tu, 1H),8.18 (an, J =4.8 Ty, 2.1 'y, 1H), 8.52-8.62 (m, 3H).

MPUKNAL 154

(S)-N-(1-FigpokcnmeTnn-2-metunnponin)-2-(NipnanH-3-inokcn HikoTMHamig,

MC 302.1475, ap = -6.3°, 104Mr/Mn B MeTUNEHXIOPUA. H aMmP (400 Mru, CDCIs) 6 1.00 (g, J=14.9 I'u. 6.8 'y,
6H), 2.00-2.07 (m. 1H), 3.09 (wc, 1H). 3.75-3.78 (m, 2H). 4.01-4.07 (m, 1H), 7.18-7.25 (m, 1H), 7.38.7.41 (m,.1H), 7.54-
7.57 (m, 1H), 7.98 (n, J=6.84,1H), 8.17-8.19 (m, 1H). 8.48-8.53 (™M, 2H), 8.59-8.61 (m, 1H).

MPUWKNAL 155

(S)-N-(1-TigpokcrumeTnn-2-meTnoymmn)-2-(NipuauH-3-inoKcn )HiIKOTUHaMI 4

MC 316.1661; ap = -10.8°, 10.0Mr/Mn B METUNEHXTOPUA. H amP (400 MIu, CDClI3) 60.91 (1,J =7.3Tu, 3H),0.99
(@, J = 8.8 'y, 3H), 1.15-1.27 (m, 1H), 1.53-1.60 (m, 1H), 1.74-1.84 (m, 1H), 2.78 (wc, 1H), 3.74-3.87 (m, 2H), 4.08-4.14
(m, 1H), 7.19-7.24 (m, 2H), 741 (ga,J =8.1Tu,4.57 'y, 1H), 7.55-7.58 (m, 1H), 8.00 (8, J = 7.3 Ty, 1H), 8.19 (aa,J =4.8
lu, 1.9y, 1H), 8.53 (c, 1H), 8.60-8.63 (m,1H).

MPUKNAL 156

N-(2-Fgpokcu-1,1-gumeTuneTnn)-2-(NipnanH-3-ToKCU HIKOTUHaMIL

MC 288.1376; 'H AMP (400 MI'y, CDCls) 8 1 41 (c, 6H), 3.70 (g, J = 5.6 'y, 2H), 4.54 (wc, 1H), 7.19 (aa. J = 6.6 I'u.
4.8Tu,1H),7.39-7.42 (m, 1H), 7.55-7.58 (m, 1H), 7.94 (wc, 1H), 8.18(ng, J =4.8 'y, 2.1 'y, 1H), 8.53-8.59 (m, 3H).

MPUKNALQ 157

N-(2-Xnop6eHaunn)-2-(1H-iHgon-4-inokcu)HikoTHamig

[o nepemiwyemoro po3unHy 2-(1H-iHgon-4-inokan)HikoTuHoBoi kmucrnot (0.055r, 0.216mMmonb), 2-xnop6eH3nnaminy
(0.034rpam. 0.238mmonb) i 1-rigpokcnbenHsoTpuasonrigpaty (0.035rpam, 0.259mmonb) B cyxomy aumeTtundopmamigi
(5mn) gogasanu rigpoxnopug (1-(3-ammeTmnamiHo)nponin)-3-etunkap6ogiimigy (0.054rpam, 0.281Mmorb) i ogepxaHuii
pO34MH nepemiwyBanu Ha npoTA3i Hodi. Cymiw po3sogunu 100mn Boam i ekcTparyBanu eTtunauetatom. O6'egHaHi
opraHiyHi ekctpakt npommeanu 1N po3unHom NaOH, Bogoto i HACMYeHUM BOOHUM PO3YMHOM XIIOpUAY HATPIt0, CyLUMNN
Hag cynbdaTtoMm HaTpito, QinbTpyBanu | KOHUEHTpYBanu, OAEpPXKYIuM Macro, ske ouvwanu 3a [OornoMOror
xpomartorpadii Ha cwurnikareni. MepekpucTanizoByBany 3 Cymilli eTunaueTtaTt/rekcaH OAEPKYOUM POXeBo-0iny TBepay
peyoBuHy (0.053r). Tnn. 185-187°C; EnemeHTHMIA aHani3 po3paxoBaHo Ana C21H1sN30Cl: C, 66.76; H, 4.27; N, 11.12.
3HanpgeHo: C,66.42; H,4.14; N, 10.95.

Cnonyky onucaHy B NMPUKIALI 158 ogepxyBanu BignosigHo Ao metoauku onucanin B NMPUKITALI 157 3amiHiooun
2-xnop6eH3unamiH BianoBiAHUM amiHOM. Yac npoBefeHHs peakLii nexas y mexax Big 1 0o 24 roguH.

MPUWKNAL 158

N-(5-XnopTiodeH-2-inmeTnn)-2-(1H-iHaon-4-inokcv)HikoTMHamiA,

Tnn. 157-159°C. EnemeHTHMI aHani3 po3paxoBaHo ans C1oH14N302CIS: C, 59.45; H, 3.68; N, 10.9. 3HangeHo: C,
59.38; H, 3.94; N, 10.95.

MPUWKNAL 159

N-(5-AueTunTiodeH-2-inmeTnn)-2-(nipnaunH-3-inokcu )HikoTMHaMIA

PosunH N-[5-(2-MeTun[13]aiokconaH-2-in)tiodeH-2-inmetnn]-2-(nipuamH-3-inokcu)-HikotuHamigy (0.680r) B 2N
pO34uHi xnopBoAHeBOI kucrnotn (20mn) i meTuneHxnopwuai (20mMn) nepemillyBanu npu KiMHaTHIA TeMnepaTypi Ha NpoTA3i
Houi. Cymiw ekcTparyBanu XrnopocopmMOM, NpoOMMBaNIM BOAOK, CYWMNM Hag cynbdaToM Marlito, dinbTpyBanm i
KOHUEHTpYBanu, ogepxKyloun TBepAy PevoBWHY, SKYy po3Tupanu 3 AieTunosBum edhipom ogepxkytoum 6Giny tBepay
peyoBunHy (0.480r). Tnn. 201-203°C; EnemeHTHMIA aHani3 po3paxoBaHo Anst C1gH1sN303S: C, 61.18; H, 4.28; N, 11.89.
3HanpeHo: C, 60.09; H, 4.25; N, 11.61.

MPUKNAL 160

N-[5-(1-Tigpokcnetnn)tiodeH-2-inMeTnn1-2-(NipuanH-3-inokcn)HiKoTMHaMi 4



Oo nepemiwyemoi cycneHsii  N-(5-auetuntiodeH-2-inmeTnn)-2-(NipnanH-3-inoken)-HikotmHamigy  (0.300rpam,
0.85mmorb) B MeTuneHxnopuai (25vmn) i TetparigpodpypaHi (25mn) npu kiMHaTHIn TemnepaTypi gogasanu Gopriapua
HaTpito (0.035rpam, 0.93mMmonb) i ofepKaHU PO3YMH NepemillyBanu Ha NpoTasi 2 roauH. Cymilw racunu Hacu4yeHuM
po3unHoMm NH4Cl (=1mn) | KOHUEHTPYBanu Npu NMOHWKEHOMY TUCKY A0 NpubnusHo 15mn. OgepxaHy cymiw BunmMBanu y
BoAy i ekcTparyBanu emnaveTtatom. O6'egHaHi opraHiyHi eKCTpakTM NPoMMBanM BOAOIO i HACUYEHUM BOLHUM PO3YMHOM
Xnopway HaTpilo, CyLuMnM Hag cynbdaToM MarHito, pinbTpyBanu i KOHLEHTPYBanu, OAepXylum Macno, ske o4nLiany 3a
fornomoroto xpomatorpadii Ha cunikareni, BAKOPUCTOBYIOUM B SIKOCTI €foeHTy cyMiw 5% meTaHonMeTuneHxnopua.
MepekpucTanizauieto 3 cymiwi eTunaueTat/rekcaH ogepxysanu 6iny TBepay pevouHy (0.207r). Tnn. 92-94°C;
EnemeHTHUIN aHani3 pospaxoBaHo anst C1gH17N303S: C, 60.83; H, 4.82; N, 11.82. 3HangeHo: C, 60.68; H,4.77; N, 11.89.

MPUKNAL 161

3-(5-PeHin-4,5-gurigpookcason-2-n)-2-(nipuanmH-3-inokcn)nipnanH

Po3unH N-(2-rigpokcu-2-coeHinetn)-2-(nipuanH-3-inokcn)HikotuHamigy (0.450rpam, 1.3mMmornb) i okcuxmopug,
doccopy (1.25mn, 13mmons) B Tonyoni (5mn) nepemiwyBany Ha npoTasi HoYi. CyMill KOHLEHTpYBanu nig BakyyMmoMm i
po34nHANM B MeTaHoni (5mn) i poaasanu kap6oHaT kanito (0.500r). Cymiw nepemillysany npu KiMHaTHIA TemnepaTtypi
Ha npoTsa3i Houi. Cymil BunNuBanu y Body i ekctparyBanu etmnauetatom. O6'egHaHi opraHivHi eKCcTpakT npoMusanu
BOAOI | HACMYEHMM BOAHUM PO3YMHOM XITOPWMAY HATPIt0, CYLUMNN Hag cynbdaToM HaTpilo | KOHLEHTPYBanM OAepXKYoun
Macno, ske ouuliany 3a [ornoMorol xpomaTorpadii Ha cunikaresni, BAKOPUCTOBYIOYM B SKOCTI €M0eHTy eTunaueTarT,
opepxytoun 6e3bapsHe macno (0.042r). MC 318.1269; 'H AMP (400 My, CDCl3) 6 4.09 (pna, J =15.1 'y, 8.1 Iy, 6H),
4.57 (gp,J=15.1Tu,10.3 "y, 1H), 5.67 (aa,J =10.2 Ty, 7.9 'y, 1H), 7.09-7.13 (m, 1H). 7.32-7.39 (M. 6H), 7.54-7.57 (m,
1H), 8.20-8.22 (m, 1H), 8.29-8.31 (m, 1H), 8.46 (oo, J =4.6 'y, 1.0Tu, 1H), 8.61-8.64 (m,1H).

MPUKNAL 162

(S)-3-(4-130nponin-4,5-gurigpookcason-2-in)-2-(NipnavH-3-inokcu)nipuavH

Po3unH N-(1-rigpokcm-2-meTtunnponin)-2-(nipuguH-3-inokan)HikotuHamigy (0.090rpam, 0.299mmornk) i okcuxopug
doccopy (1.0mn) B Tonyoni (5Mn) nepemiwyBanu Ha NpoTA3i HoYi. CyMill KOHLEHTPYBanu Mif BaKyyMOM i pO34YMHANN B
meTaHoni (5mn) i gopasanm kapboHat kanito (0.250r). Cymiw nepemiwysany nNpu KiMHaTHIN TemnepaTypi Ha NpoTasi
Houi. Cymiw BunuBanu y Body i ekctparyBanu etunaueTtatom. O6'eaHaHi opraHiYHi eKCTpakTV NpoMuMBanM Hacu4yeHUM
BOAHVMM PO3YMHOM XIlOpuAy HaTpilo | KOHUEHTPYBanu, OAEPKYIOUM MPOAYKT, SKUA owiwanu 3a [OrMOMOroro
xpomMaTorpadii Ha cunikarersi, BUKOPUCTOBYIOUM B SIKOCTi €M0eHTy eTunaueTaT, ogepxytoun 6esbapsHe macno (0.053r).
MC m/z [M+] 284; ap = +47.1°, 5.5mMr/Mn B MmeTuneHxnopuai; H AMP (400 Mru, CDCI3) 6 0.98 (oa, J =32.8 'y, 6.6 Iy,
6H), 1.78-1.89 (m, 1H), 4.12-4.19 (m, 2H), 4.39-4.46 (m, 1H), 7.07-7.10 (m, 1H), 7.31-7.34 (m, 1H), 7.51-7.54 (m, 1H),
8.18-8.22 (v, 2H). 844-8.50 (m, 2H).

Cnonyky onucaHy B NMPUKIALI 163 ogepxysanu BignosigHo Ao metoauku onucaninn B NMPUKITALI 162 3amiHiooun
M-(1-rigpokcmn-2-meTunnponin)-2-(NipnauH-3-inoken )HikoTMHamig, BiAnoBiAHWUM TiAPOKCUMHIKOTMHaMIgoOM. Yac npoBegeHHs
peakuii nexxas y mexaxsig 1 0o 24 roguH.

MPUNKNAL 163

(R)-3-(4-izonponin-4.5-gurigpookcason-2-in)-2-(nipuaunH-3-inoken)nipnavH

MC 284.13915; ap = -52.7°, 10.0mr/mMn B MeTUNeHxnopuai. H aMmP (400 Mru, CDCI3) 5 0.98 (oo, J =32.8Tu, 6.6
lu, 6H), 1.86-1.92 (m, 1H), 4.124.19 (m, 2H), 4.39-4.45 (m, 1H), 7.08 (aa, J =7.5 Ty, 4.8 T'y, 1H), 7.31-7.34 (m, 1H),
7.51-7.5 (m, 1H), 8.188.22 (m, 2H). 8.44 (an,J=4.6Tu, 1.2y, 1 H), 850 (g, J =2.7 Ty, 1 H).

MPUKNAL 164

(R)-3-(4-BTOp-BYyTMN-4 .5-Aurinpookcazon-2-in)-2-(NipuaMH-3-nokcn)nipuamH

Po3unH  N-(1-rigpokeumeTnn-2-metmnbymmn)-2-(nipnanH-3-inokcn)HikotnHamigy  (0.120rpam, 0.400Mmorb) i
okcuxnopug doccopy (400mn, 4.0mmonb) B Tonyoni (5mn) nepemiwyBanu Ha NpoTasi Hovi. CyMill KOHUEHTpYBanu nig
BaKyyMOM i po3umHanM B MeTaHoni (5mn) i gogasamm kap6oHaT kanito (0.250r). Cymill KOHLEeHTpyBanu nia BakyymMom
OAEPKYIOYN HEOUULLEHUIN MPOAYKT, AKWMA ouvMLllany 3a JOMOMOrow xpomatorpadii Ha cunikareni, BAKOPUCTOBYIOUM B
SAKOCTI enioeHTy eTunaueTtaT, ogepxytoun ©6es3bapeHe macno (0.060r). EnemeHTHWM aHamnia pospaxoBaHO AN
C17H19N302: C, 68.67; H, 6.44; N, 14.13. 3nangeHo: C, 68.28; H, 6.82; N, 13.33. MC 298.1530; ap = -42.9°, 11.2mr/mn B
MeTuUneHxnopuai. H aMmP (400 My, CDCl3) 6 0.95 (1,J = 7.3 Ty, 3H), 1.19-1.30 (M, 1H), 1.54-1.62 (M, 1H), 1.71-1.77
(m, 1H), 4.144.18 (v, 1H), 4.25-4.31 (m, 1H), 440 (ga, J =98 Ty, 7.1 'y, 1H). 7.08 (aa, J =7.5 Ty, 5.0 'y, 1H), 7.31-
7.35 (m, 1H), 7.51-7.54 (m, 1H), 8.18-8.22 (m, 2H), 8.44-8.50 (m, 2H).

MPUWKNAL 165

5-({[2-(4-PTOpheHOoKCU )NipuanH-3-kap6oHinjamiHo}metun)-1H-iHaon-2-kapboHoBa kucnoTa

Po3unH etmnoeui  ectep  5-({[2-(4-dbTopdheHOKCeH )NipnanH-3-kap6oHinjamiHoMeTun)-1H-iHaon-2-kapboHoBoi
kucnotun (0.043rpam, 0.099mmonb) B 1N posuuHi rigpokengy Hatpito (0.25mn, 0.25mmonb) i etaHoni (5mn) kun'atunu i3
3BOPOTHIM XONOAUIMBHUKOM Ha NpoTsa3i 9 roamH. CyMilll KOHLIEHTpYBanu nig BakyyMOM i po3unHanu y Bogi (2mn). Cymiw
nigkncnioBany 2N po3yvHOM XIOPBOAHEBOT KUCMOTU, 0AepXKytoumn Biny TBepay pevyoBUHy, SKY Biaainam ginsTpyBaHHAM
(0.032r). Tnn. 236-238. EnemeHTHUIA aHani3 po3paxoBaHo anst C»H1eN304F: C, 65.18; H, 3.98; N, 10.37 3nangeHo: C,
65.12; H,4.08, N, 10.20.

MPUWKNAL 166

(R)-3-(4-PeHin[1.3]aiokconan-2-in)-2-(NipuanH-3-4nokcn)nipuamH

Po3unH  2-(nipnamH-3-inokeun)nipuann-3«apbansgerigy  (0.150rpam, 0.75vmmorb), (R)-1-cbenineTan-1,2-giony
(0.105rpam, 0.75mMorb) i pTSA (0.005r) B Tonyoni (10Mn) KMN'ATMNK i3 3BOPOTHIM XONOAUNBHUKOM Ha MPOTA3i HOMI.
Cymill KOHUeHTpYBanu Mig BakyyMOM i 3anuLOK po3unHanu B eTunauetati. OpraHiyHui wap npomyBany HacMyeHuM
po34nmHOoM GikapGoHaTy HaTpilo i HAaCMYEHUM BOOHUM PO3YMHOM XTOPMAY HATpilo, CyWMnM Hapg cynbdaTtom HaTpito i
oyvwanu 3a [onoMorol xpomartorpadii Ha cunikareni, BUKOPUCTOBYIOUMM B SKOCTI enoeHTy Aietunosun edip,
OAEepPXKYHo4M XXOBTE Macno (CymiLw umc i TpaHc isomepy). MC 321.1260; ap = -46.3°, 9.2mr/mn B MeTUNeHXnopuai; H amMP
(400 My, CDCl3) 6 3.93-4.00 (v, 1H), 4.42 (A, J =7.9Tu, 7.0 Ty, 1/2 H), 4.56-4.60 (m, 1/2H), 5.25-5.30 (m, 1H). 6.39
(c. 1/2H), 6.56 (c, 1/2H), 7.10-7.12 (m, 1H), 7.30-7.40 (m, 6H), 7.49-7.55 (m, 1H), 8.02-8.16 (m, 2H), 8.43-8.52 (m. 2H).



Cnonykun onmcaHi B NMPUKNAOAX 167-169 opepxyBanu BignosigHo A0 MeToauku onuvcadin B MPUKIIALlI 166
3amiHtotoum (P)-1-cpeHinetan~1,2-gion BignosigHMM gionom. Yac npoBefeHHs peakuii nexaB y mexax Big 1. oo 24
rOAMH.

MPUKNAL 167

(3)-3-(4-PeHin(1.31giokconaH-2-n)-2-(nipnamH-3-inokcn)nipuanH EnemeHTHMIN aHania po3paxoBaHo ang C- LI.IH ArO3:
C, 71.24; H, 5.03; N, 8.74. 3HangeHo: C, 71.02; H, 5.32; N, 8.03; a, = -48.8°, 12.8 mr/mn B MmeTuneHxnopugi; H amP
(400 My, CDCI3) 6 3.90-4.00 (m, 1H), 4.42 (op, J =7.9 Fu,, 7.1 Ty, 1/2H), 4.56-4.58 (m, 1/2H), 5.20-5.28 (v, 1H), 6.40
(c, 1/2H), 6.57 (c, 1/2H), 7.08-7.12 (m, 1H), 7.32-7.41 (m, 6H), 7.53-7.55 (m, 1H), 8.10-8.15 (M. 2H). 8.44-8.54 (v, 2H).

MPUKNAL 168

(S)-3-[4-(2-XnopdpeHin-[1.3]aiokconaH-2-in]-2-(nipnanH-3-inokcm)nipnauH

EnemeHTHUI aHania poapaxoBaHo Ans CigH1sN20:Cl; MC 355.0864; ap=+55.5°, 12.1Mr/Mn B MeTuneHxnopug; 'H
AMP (400 My, CDCl3) 6 3.80-3.96 (m, 1H), 4.56-4.60 (m, 1/2H), 4.78-4.82 (m, 1/2H), 5.58-5.62 (m, 1H), 6.39 (c, 1/2H),
6.53 (c, 1/2H),7.11-7.15 (m, 1H), 7.20-7.38 (M, 5H), 7.53-7.60 (m, 1H), 8.06-8.18 (m, 2H), 8.44-8.54 (m, 2H).

MPUNKNAL 169

(R)-3-[4-(2-XnopdpeHin-[1.3]aiokconaH-2-in]-2-(nipuaunH-3-inoken)nipnauH

Cymiw umuc i TpaHc isomepiB: EnemeHTHMIA aHani3 po3paxoBaHo AN C19H15N203CI C, 64.32; H, 4.26; N, 7.90.
3HangeHo: C, 64.31; H,4.42; N.7.72: ap = -61.1°, 10.2mr/Mn B MeTUneHxnopuai; HamP (400 Mru, CDCI3) 0 3. 82 (Ba,
J=82Ty,73mTuy, 12H),395 (pn,J=72Tu,6.2Tu, 12 H),458 (ag, J =8.0 Ny, 7.3 'y, 1/2 H),4.80 (oa, J =8.5 Iy,
6.4 'y, 1/2 H), 5.58-5.62 (m, 1H), 6.39 (c, 1/2H), 6.53 (c, 1/2H), 7.10-7.15 (m, 1H), 7.24-7.38 (m, 4H), 7.55-7.68 (m, 2H),
8.06-8.18 (v, 2H), 8.45-8.55 (m, 2H).

MPUKNALQ 170

2-[2-(MipnanH-3-inokeum)nipuanH-3-in}-3-okca-1-azacnipo[4.4JHoH-1-eH

Po3unH  N-(1-rigpokcumeTMnumknoneHT1n)-2-(MipnanH-3-inokcn HikotmHamigy  (0.045rpam,  0.144mmornb)
okcuxnopmg docdopy B Tonyoni (5Mn) nepemiwyBanyM Ha npoTsa3i Hodi. Cymill KOHUEHTpyBanu nig BakyymMOM i
po3unHAnuM B MeTaHoni (5vn) i gopasarm kapboHaT karnito. CyMmilw KOHUEHTpyBanu nid BakyyMOM OAEPXYHun
HEOYULLIEHWIA NPOAYKT, KU oYMLIANN 3a JOMOMOrOH0 xpomaTorpaq)n Ha cwurnikareni, BAKOPUCTOBYIOYN B SIKOCTi €HOEHTY
eTunauertar, ogepxytoumn xoBte macro (0.021r). MC 296.1417, H AMP (400 Mry, CDCI3) & 1.65-1.74 (m, 4H), 1.86-
1.91 (m, 2H), 1.96-2.03 (m, 2H), 4.25 (c, 2H), 7.08 (ga, J =7.5Tu, 5.0 'y, 1H), 7.32 (ga, J =8.3 'y, 4.8 'y, 1H), 7.51-
7.54 (m, 1H), 8.15-8.22 (m, 2H), 8.43-8.50 (m, 2H).

MPUKNAL 171

N-Mponin-2-(nipnanH-3-inokcn)HikoTHamig

[o po3unHy 2-(nipnanH-3-inoken)HikotuHoBoi kncnotn (0.100r, 0.462vimonsk), BOP (0.205rpam, 0.463mmorb) i DIEA
(0.242un) B aumetundopmamigi (5vmn) popasanu  H-nponinamiH  (40un, 0.486mMmorb) | ogepXkaHWM pPO34dMH
nepemilysann npoTarom 4 rogvH npu KiMHaTHIA TemnepaTtypi. PeakuiHy cymiw racunu 10un Boam i ekcTparysanm
etvnauetatom. O6'egHaHi opraHiyHi eKkcTpakTm npomuBanu abo nopuietd 5% po3umMHy NMMOHHOT Kkucrnotn, abo
Hacu4yeHiM BOAHVMM poO34nHOM BikapboHaTy HaTpito, Cylwmnu Hag cynbcpaTOM HaTpito, qaianpyBanm i KOHLEHTpyBanu
NPOAYKT, KU oYnLLany 3a SONMOMOrok xpomaTtorpadii Ha cunikareni,  BUKODUCTOBYIOUM B AKOCTi eNeHTy OieTnnoBuii
eduip, ogepxytoun 6iny kpuctaniyHy peyosuHy (0.068r). Tnn. 55-56°C; H AMP (400 My, CDCl3) 6 0.98 (1,J =7.3 'y,
3H), 1.61-1.70 (m, 2H), 3 45-3.50 (v, 2H), 7.19 (pg, J=7.5Tu, 4.8 'y, 1H), 7.38-7.41 (m, 1H), 7.52-7.55 (m, 1H). 7.72
(wc, 1H), 8.16 (og, J =4.8 Ty, 2.1 'y, 1H), 8.52-8.63 (m, 3H).

Cnonykun onmcaHi B NMPUKNAOAX 177-182 opepxyBanu BignosigHo [0 MeToauku onuvcadin B MPUKIIALlI 166
3aMiHIOK4YM H-IpOoNiNaMiH BiAMOBIAHUM amiHOM. Yac npoBeAeHHS peakUii nexaB y Mexax Big 1 4o 24 roguH.

MPUKNAL 172

N-I3onponin-2-(nipnanH-3-inokcnHiKoTUHaMIA

'H SAMP (400 My, CDCls) & 1.27 (n, J = 6.4 I'u, 6H), 4.29-4.34 (v, 1H), 7.18 (aa, J = 7.7 [y, 4.8 'y, 1H), 7.39-7.42
(m, 1H), 7.51 (wc, 1H), 7.53-7.57 (m, 1H), 8.16 (aa, J=4.8 Ty, 2.1 Ty, 1H), 8.53-8.62 (m,3H).

MPNKNALQ 173

n-1306yTMn-2-(NipuanH-3-nokcn)HikoTMHamig

EnemeHTHUIN aHani3 po3paxoBaHo Anst CisH17N302; H amP (400 My, CDCU) 5 0.97 (g, J =6.6 'y, 6H), 1.71-1.95
(m, 1H), 3.35 (an, J=6.6 'y, 5.8 'y, 2H), 7.19 (an, J= 7.8 'y, 4.8 'y, 1H), 7.39-7.42 (m, 1H), 7.53-7.56 (m, 1H), 7.76 (wc,
1H),8.16 (g, J=4.8Tu, 1.9y, 1H), 8.52-8.63 (m, 3H).

MPUKNALQ 174

N-Bytnn-2-(nipuguH-3-inoken)HiKoTMHamI g

Tnn. 55-56°C: EnemeHTHUIA aHani3 po3paxoBaHo Anst C1sH17N30o; 'H amP (400 My, CDCI3) 8 0.93 (1,J=7.5Tw,
3H), 1.37-1.44 (m, 2H), 1.57-1.65 (m, 2H), 3.48-3.53 (m, 2H), 7.16-7.19 (m, 1H), 7.38-7.42 (M, 1H), 7.52-7.55 (m, 1H),
7.70 (wc, 1H),8.15 (pa, J =4.8 Tu. 1.9 'y, 1H), 8.51-8.63 (m, 3H).

MPUKNALQ 175

N-MeHTin-2-(nipnanH-3-inokcm)HikoTMHamig

Tnn. 61-62°C; EnemeHTHMIA aHani3 po3paxoBaHo ans CisH1oN3O2; C, 67.32; H,6.71; N, 14.72. 3HangeHo: C, 67.52;
H,6.88; N, 14.23.

MPUKNAL 176

(S)-N-BTOp-BYTMN-2-(NipMANH-3-iNOKCU )HIKOTUHaAMIL

Tnn. 64-65°C; EnemeHTHMIA aHani3 po3paxoBaHo ans CisH17N3O2; C, 66.40; H, 6.32; N, 15.49. 3HangeHo: C. 66.66;
H.6.48; N, 14.89. ap = +9.0°, 10.9mr/mn B METUNEHXTOPUAI.

NMPUKNALQ 177

(R)-N-BTOp-ByTMn-2-(NipnanH-3-ToKcun )HikoTMHaMIg,

Tnn. 55-56°C; EnemeHTHUWIA aHani3 po3paxoBaHo ans CisH17N3O2; C, 66.40; H, 6.32; N, 15.49. 3HangeHo: C, 67.14;
H,6.37; N, 14.70. ap = -8.48° 12.5 mr/Mn in MeTUneHxnopuai.

MPNKNALQ 178

2-(MipnamnH-3-inokcu )-N-(4-cynbPamoinbeH3nn)HikoTMHamIg,



Tnn. 196-197°C; EnemeHTHUIA aHani3 po3paxoBaHo Ans CigH1eN4O4S: C, 56.24; H, 4.20; N, 14.75. 3HangeHo: C,
54.95;H.4.30; N, 14.11.

MPUKNALQ 179

2-(MipnamnH-3-inokcun)-N-(1-cynbdamoinninepnanH-4-inMeTMn)HiKoTMHaMIA

Tnn. 165-166°C; MC 392.1382.

MPUKNAL 180

N-(1H-IHaon4-inmeTnn-2-(NipnanH-3-iNoKcn HiKOTUHaMIg,

Tnn. 134-135°C: EnemeHTHUI aHani3 pospaxoBaHo ans CxoH1sN4O2: C, 69.76; H, 4.68; N, 16.27. 3HalngeHo: C,
69.45;H,4.63; N, 16.15.

MPUKNAL 181

N-MipnanH-2-inmeTnn-2-(NipnanH-3-inokcn)HikoTMHamig,

Tnn. 118-119°C; EnemeHTHUI aHani3 po3paxoBaHo ansa Cq7HwuN4O2: C, 66.66; H, 4.61; N, 18.29. 3HalgeHo: C,
66.24;H,4.58; N, 18.21.

MPUNKNAL 182

N-BeH3o0[1.3]aiokcon-5-inmeTnn-2-(nipnanH-3-inokCu HikoTMHaMIg

Tnn. 130-131°C; EnemeHTHUI aHani3 pospaxoBaHo ans CigH1sN3O4: C, 65.32; H, 4.33; N, 12.03. 3HaligeHo; C,
64.62; H,4.14;N, 11.87.

MPNKNAL 183

N-[4-(1-MNapokcn-1-metnne™mn)6eH3nn]-2-(3-TpudropmeTndeHOKCH HIKOTMHaMIL

[o nepemiwyeMoro po3unHy 2-(3-TpudTopMeTUNEHOKCUHIKOTUHOBOT Kkucnotn  (0.311r, 1.1mmonb), 2-(4-
amiHomeTundeHin)nponaH-2-ony (0.200rpam, 1.21mmonb) i 1-rigpokenbeHsoTtpmasonrigpaty (0.178rpam, 1.32mmorns) B
cyxomy gumetundopmamigi  (15mn) pgopasanu  rigpoxnopug  (1-(3-aMmeTvnamiHo)nponin)-3-eTunkapbogimigy
(0.275rpam, 1.43MMmoOrb) i ogepkaHuA pO3YMH MepemilyBanu Ha npoTasi Houi. Cymiw possognm 250mn Boau i
ekcTparyBanum etunauetatom. O6'egHaHi OpraHiYHi eKcTpakTV NpoMMBanu BOAOK i HACUMYEHVM BOAHMM PO3YMHOM
xnopway HaTpito, CyLuMnu Hag cynbdaToM MarHito, pinbTpyBanu i KOHLEHTpyBanu, ogepXylum Macno, ske ovnLiany 3a
Jonomorol xpomartorpadii Ha cunikarefli, BAKOPUCTOBYIOUM B SAIKOCTi efntoeHTy cyMiw 4% meTaHonMeTtuneHxnopua,
ogepxytoum niHy (0.350r). Tnn. 37-39°C; 'H AMP (400 Ml'u, CDCl3) 5 1.56 (6 H, c),4.69(2H, g, J=5.81Tu), 7.2-7.6 (9
H, m),8.02 (1 H, c),8.20 (1 H, m), 8.64 (1 H, m).

Cnonyky onucaHy B NMPUKIALI 184 ogepxyBanu BignosigHo Ao metoauku onucanin B NMPUKITALI 183 3amiHiooun
2-(4-amiHomeTundpeHin)nponaH-2-on BiANOBIAHMM aMiHOM. Yac npoBefeHHs peakuji nexa y Mexax Big 1 0o 24 roguH.

MPUKNAL 184

N-(2-Xnop6eHann)-2-3-TpudTopmMeTMNdPeHOoKCH )HIKOTMHaMIA

Tnn. 88-90°C; EnemeHTHUIN aHani3 podpaxoBaHo ana CxH1aN202F3Cl; C, 59.05; H, 3.47; N, 6.89. 3HangeHo: C,
58.89; H, 3.39; N, 6.94.

MPUKNAL 185

2-(2-XnopaeHin)-N-[2-nipnavH-3-nokcn)nipuamH-3-njauetamis

[o nepemiwyemoro po3vnHy 2-xnop6eHsonHoi kncnoTi (0.200r, 1.17Mmonb), 2-(NipuanH-3-inokcu)nipuanH-3-inaminy
(0.239rpam, 1.28mmorb) i 1-rigppokcubeHsoTpmaszonrigpaty (0.190rpam; 1.40mMmonb) B cyxoMmy AumeTturndopMamigi
(15mn) popasanu rigpoxnopug 2-gietTunamiHoetunxnopug (0.292r, 1.52mMornb) i ogepXaHuin po3ynH nepemillyBanm
npotsirom BuxigHux. Cymiw possogunun 200mn Boau i ekctparyBanu etunaudetatom OO6'egHaHi opraHiyHi ekcTpakTu
npomueanu 1IN po3sumHom NaOH, Bofoto i HACUYEHUM BOOHUM PO3YMHOM XOpuAy HaTpito, CyMnu Hag cynbdaTom
HaTpito, PINbTPYBANM i KOHLUEHTPYBaNM, O4EPXKYIO4M MACIOo, SKe oYnLLianu 3a JONoMOrol xpomartorpadii Ha cunikareni.
MepekpucranizoByBann 3 cymiwi eTunaueTat/rekcaH, ogepxyioum TBepay pedosuHy (0.093r). Tnn. 137-139°C;
EnemeHTHUI aHani3 pospaxoBaHo ansa CigH1aN30Cl: C, 63.63; H, 4.15; N, 12.37 3nangeHo: C, 63.30; H, 4.30; N,
12.34.

Cnonyky onucaHy B NMPUKINALI 186 ogepxyBanu BignoBigHO Ao metoauky onucanin B NMPUKIALI 185 3amiHiotoun
2-xnop6eH30MHY KMUCMOTY BignoBiaHOK kapboHOBO kucroTot. Yac npoBeaeHHs peakuii nexas y Mmexax Big 1 go 24
rOAVH.

MPUKNAL 186

2-(4-AuetnndeHin)-N-[2-(gipnamH-3-nokcn)nipnamH-3-njaneTtamig

Tnn. 110-112°C; 'H AMP (CDCls) & 2.6 (3 H, ¢), 3.90 (2 H, ¢), 7.0-8.7 (12H, m).

MPUNKNAL 187

2-(3-XnopgeHokcn)-N-[4-(1-rigpokcn-1-meTnneTun)oeHann]HikoTMHamig,

0o nepemiwyemoro  po3unHy  2-(3-xopdeHOKCuMHikoTMHoBOT  kmucnotv  (0.301r, 1.21mmonb)  2-(4-
aMmiHomeTundeHin)nponaH-2-ony (0.200rpam, 1.21mMmornb) i 1-rigpokcubensoTprasonrigpaty (0.178rpam, 1.32mMmornb) B
cyxomy gumetundopmamigi  (15mn) pgopasanu  rigpoxopug  (1-(3-aMmeTvnamiHo)nponin)-3-eTvnkapbogimigy
(0.275rpam, 1.43mMmorb) i ogepkaHuA pO3YMH MepemilyBanu Ha npoTtaAsi Houi. Cymiw possognmm 200mn BoaM i
ekcTparyBanu etunauetatoMm. OB'egHaHi opraHiyHi ekcTpakTu npomuearm Bogoto, 1N po3unmHoM rigpokcuay HaTpito i
HacMYeHMM BOAHWM PO3YMHOM XOPUAY HaTpilo, Cylmnu Hapg cynbdatoM MarHito, inbTpyBanu i KOHLEeHTpyBanu,
OLlEPKYIOYM Macrno, sike owliany 3a [OornoMorol xpomartorpadii Ha cunikareni BUKOPWCTOBYIOYM B SIKOCTI €ITH0EHTY
cymiw 6% meTaHonMeTuneHxnopua, ogepxytounm TBepay pedosuHy (0.258r). Tnn. 57-59°C; EnemeHTHMI aHani3
po3paxoBaHo ans C2H21N203Cl: C, 66.50; H, 5.33; N, 7.06. 3HangeHo: C, 67.15; H, 5.95; N. 6.68.

Cnonyky onucaHy B NMPUKNALI 189 opnepxyBanu BignosigHo no meTtoavky onucadiv B NMPUKITALI 188 3amiHtooun
2-(4-amiHomeTundpeHin)nponaH-2-on BiANOBIAHMM amiHOM. Yac npoBefeHHs peakuji nexas y Mexax Big 1 oo 3 roguH. .

MPUNKNAL 189

N-(2-Xnop6eHann)-2-(3-xnopdeHoKCn HiKkoTUHaMIg,

Tnn. 126-128°C; EnemeHTHMI aHani3 po3paxoBaHo Ans C1H1N202Clo: C, 61.14; H, 3.78; N, 7.51. 3HangeHo: C,
61.07;H,3.73; N, 7.51.

MPUNKNAL 190

(S)-2-(4-(2-[2-(4-DTOpheHOKCM)NipnanH-3-in]-[1,3]piokconaH-4-in)PeHin)nponaH-2-on



[o po3unHy etmnoBoro ectepy (S)-4-{2-[2-(4-dTopdeHokcu)nipuauH-3-in]-[1,3]aiokconan-4-n}6eH30MHOT Kncnotm
(0.085rpam, 0.2vmonb) B TeTparigpodypaHi (5mn) npu TemnepaTtypi -78°C no kpannam gogasanu 1.4M posuuH
MeTunnitito B Aietunosomy edipi (0.45vn, 0.6mMmornb) niaTpymytoun Temnepatypy Huxde -60°C i noTiM ogepxaHun
po34nH nepemiwyBanu npu -78°C npotarom 90 xsunuH. Cymiw HarpiBanu go 0°C, racunu HacudeHnm po3unHom NH4Cl i
ekcTparyBanum etunauetatom. O6'edgHaHi OpraHivHi ekcTpakTV NpoMuMBanuM BOAOK i HACMYEHVWM BOAHMM PO3YMHOM
XIopMAy HaTpitlo, Cylwmnu Hag CynbgaToM MarHito, inbTpyBanu i KOHUEHTpyBanu A0 Macna, ske ouvwanu 3a
pornomoroto xpomaTtorpadii Ha cwunikareni, BUKOPWUCTOBYIOMM B SAKOCTI enioeHTy cymiw 1/4 etunauetat/rekcaH,
ofepxytoun 6e3bapsHe macro (0. 45r) EnemeHTHMIN aHani3 po3paxoBaHo AnsA CaH2NO4F: C, 69.86; H, 5.61; N, 3.54.
3HaitgeHo: C, 70.85; H, 6.22, N, 3.15; '"H AMP (400M'u, CDCis) 3 1.58 (c, 6 H), 3.90-4.00 (u, 1H), 4.38-4.42 (u, 1/2 H),
4.54-4 .58 (u, 1/2 H), 5.21-5.28 (m, 1H), 6.37 (c, 1/2H), 6.55 (c, 1/2H), 6.98-7.15 (m. 5H), 7.34-7.38 (m, 2H), 7.44-7.52 (m,
2H), 7.99-8.16 (m, 2H).

Cnonykun onmcaHi B NMPUKNAOAX 191-192 opepxyBanu BignosigHo Ao meToauku onuvcadin B MPUKIIALlI 190
3amiHoloum  eturnosun  ectep  (5)4-{2-[2-(4-propceHokem)nipnamH-3-n]-[1,3]giokconaH-4-in}6eH30HOI  KMCnoTm
BignNoBigHMM ecTepoM. Yac npoBeaeHHs peakuii nexas y Mexaxsig 1 4o 3 roanH.

MPUKNAL 191

unc-(R)-2-(4-(2-[2-(4-PTOpOodheHOK e )nipuauH-3-in]-[1.3]aiokconan-4-in}deHin)-nponax-2-on

EnemeHTHUN aHania pospaxoBaHo Anst CasHoNO4F; a=-45.3°, 15.2mr/mn B MeTuneHxnopugij; H AMP (400Mr "y,
CDCI3) & 1.58 (c, 6 H), 3.964.00 (m, 1H), 4.39-4.42 (m, 1 H), 5.215.24 (m, 1H), 6.38 (c, 1H), 7.04-7.14 (m, 5H), 7.40 (g,
J=8.1Tu,2H),7.50 (g,J =8.5Tu, 2H), 8.05-8.16 (m,2H).

MPUKNAL 192

TpaHc(R)-2-(4—{2-[2-(4-<DTopocbeH0|<cm)nipm,u.MH-3-in]—[|1 .3]miokconaH-4-in)®eHin)-nponaH-2-on

EnemenTtHuin aHania pospaxosaHo ana CasH=NO4sF; 'H AMP (400MIu, CDCls) & 1.58 (c, 6 H), 3.92 (T,
1H), 4.55-4.58 (m, 1 H), 5.23.5.28 (v, 1H), 6.54 (c, 1H), 7.03-7.19 (m, 5H), 7.40 (g, J = 8.3 'y, 2H), 7.51 (g,
2H), 7.99-8.15 (m, 2H).

MPUNKNAL 193

2-(4-dTopdeHokcm )-N-(4-cynbdamoinbeHavn)HikoTuHamig,

[o po3unHy 2-(4-cpropdeHokcn )HikoTMHOBOT knucnotn (0.110r 0.470mmonks), BOP (0.205rpam, 0,470mmorb) | DIEA
(0.242un, 1.42vmorb) B pumetundopmamigi (5mn) gopasanu  4-amiHomeTunGeHsoncynbdoHamig (0.105rpam,
0.470mMMorb) | ogepXKaHnin po3uMH NepemMillyBanu Npu KiMHaTHIN TeMnepaTtypi Ha NpoTaA3i Hodi. PeakuiiHy cymill racunm
BOOM i ekcTparyBanu etunauetatom. O6'eqHaHi opraHivHi ekcTpakTu npommBamm abo nopujeto 5% po3vynmHy NMMOHHOT
KMCNoTu, abo HacnyeHMm po3dmHoM OGikapboHaTy, cylumnu Hag cynbdaToM HaTpilo, QiNbTpyBanyM i KOHLEHTpYBanNu 4o
NPoAYKTY, SKMI nepekpucTaniaysanu 3 etunauertaTy ogepxytoum 6ini kpuctanu (0.100r). Tnn. 222-223°C; EnemeHTHUN
aHanis pospaxoBaHo gns C1gH1eN304SF: C, 56.85; H, 4.02; N, 10.47. 3HangeHo: C, 55.52; H,4.14; N, 10.16.

Cnonykun onmcavi B NMPUKNAOAX 194-195 opepxyBanu BignosigHo Ao meToauku onuvcadin B MPUKIIAOlI 193
3aMiHIO4YM 4-amiHOMeTUNOeH30CyNbdoHaMI BiANOBIAHMM amiHOM. Yac npoBefeHHS peakLii nexas y mexax Big 1 oo
3 roguH.

MPUKNAL 194

2-(4-dTOpdheHokcn )-N-(1-cynbamoinnine puamH-4-4nMeTMn)HiKoTMHaMIA

Tnn. 225-226°C; EnemeHTHW/ aHani3 po3paxoBaHo ans CigH21N4O4SF: C, 52.93; H, 5.18; N, 13.72. 3HangeHo: C,
52.73;H.5.16; N, 13.72.

MPUKNAL 195

N-(3,4-Aurigpo-2H-nipaH-2-inmetnn)-2-(4-ropdeHoKev)HIKOTMHaMIL,

Tnn. 55-57°C;MC 329.1324.

MPUKNAL 196

2-(3-uiaHodeHokcK )-N-(4-cynbdamoinbeH3nnHikoTMHamig

[o po3unHy 2-(3-uiaHodeHokcu )HikoTMHOBOIT kucrnotn (0.140r 0.600mmornks), BOP (0.260rpam, 0.600mmorb) i DIEA
(0.310pl, 1.8mmonb) B pgumetundopmamigi  (5mn) popasanu  4-amiHomeTun6eHsoncynbdoHamia (0.135rpam,
0.600MMoOrb) | ofepKaHMin PO34YMH NepemillyBanu Npu KiMHaTHIN TemnepaTypi Ha NpoTA3i Hodi. PeakuiiHy cymiw racunm
BOAOM i ekcTparyBanu etunauetatom. O6'egHaHi opraHiyHi ekcTpakTu npommBamm abo nopuieto 5% po3vnmHy NMMOHHOI
KMCroTu, abo HacnyeHnm po3vmHoM GikapOoHaTy, Cylwmnu Hag cynbdaTtom HaTpito, inbTpyBanu i KOHLEHTpyBanu Ao
NPoAaYKTY, SKUI nepekpucTarniayBanu 3 etunauertaTy ogepxytoum 6ini kpuctanu (0.100r). Tnn. 179-180°C; EnemeHTHUNI
aHanis pospaxoBaHo ans CxH1sN404S: C, 58.81; H, 3.95; N, 13.72. 3HangeHo: C,57.47; H, 4.15; N, 13.45.

MPUKNAL 197 -

N-(4-CynbdamotbeH3unn)-2-(3-teTpason-1-ineHoKcn)HiKoTuHamig

o nepemiwyemoro posuuHy 2-(3-TeTpason-1-ndeHokcu)HikoTnHoBoi kucnotu (0.050r, 0.180mMmornb), 4-
amMmiHomeTnnbeHsoncynbgoHamigy (0.060rpam, 0.26mmonb) i 1-rigpokembensoTpuaszonrigpaty (0.031rpam,0.23mmornb) B
cyxomy aummeTundopmamigi (2mn) gogasanu rigpoxnopua 2-gietunamiHoetunxnopugy (0.044rpam, 0.23Mmonb) i
O[lepPKaHUM pOo3YMH MepemillyBanu Ha npoTasi Houdi. Cymiw possogunn 200MNn BOAM i ekcTparysanu eTtunaueTtaToMm.
OG'egHaHi opraHiyHi ekcTpakTM npomuBanu Bogotk, 1N po3uvMHOM rigpokcuay HaTpilo i HACUYEHUM BOAHUM PO3YMHOM
Xopuay HaTpito, Cywmnun Hag cynbdaTtoM HaTpito, QiNbTPpyBany i KOHLEHTPYBaNW, OAEPXKYIOYM MPOAYKT, SKUIA ounLanm
3a gornomorot xpomartorpadii Ha cunikareni BMKOPVCTOBYIOUM B SAKOCTI entoeHTy cymiw 5% meTaHonMeTuneHxnopua,
ofepxytoumn 6iny TBepay pedosuHy (0.013r). Tnn. 72-74°C; H amP (400 Mru, CDCI3) 6 4.55 (g, J = 6.0 'y, 2H), 6.74-
6.84 (v, 2 H), 7.21-7.37 (m, 4H), 7.49 (g, J=8.5Twu, 2H), 7.72 (g, J =8.3 'y, 2H), 8.10-8.21 (m, 2H),9.05 (1, J =6.0 L,

9ru,

J=7
J=81Tu,

1H).
MPUKNAL 198
N-[4-(1-Tigpokcn-1-meTuneTnn)umknorekcunveTun}-2-(3-MmeTokcmeHOKCU )HIKoTUHaMIA
o PO34MHY €TUINOBOTO ecrepy 4-({[2-(3-meToKcMdeHOoKCM )NipnanH-3-

kapboHin)amiHo}meTun)umknorekcaHkapboHosoi kucrnotn (0.260rpam, 0.63mmonb) B TeTparigpodypaHi (5mMn) npwm
Temnepatypi -78°C no kpannam pgopgasanu 1.4M po3uwH metunniTiio B gietunoBomy edipi (1.4mn, 1.89mmornb)
Temnepatypy niatpumysanu Huwk4e -60°C i ogepKaHuii po3unH nepemiwwyBanu npu -78°C npoTaroMm 2 roguH i noTim



MOCTYNMOBO HarpiBanu o KiMHaTHOT TemnepaTtypu Ha npoTaAsi BuxigHnx. Cymiw racunm HacnyeHnm po3umHoM NH4CI i
ekcTparyBanum etunauetatom. O6'egHaHi OpraHiYHi eKcTpakTM NMpoMuMBanu BOAOK i HACMYEHVM BOAHMM PO3YMHOM
xnopway HaTtpito, Cylmnu Hag cyrnbdaTtom HaTpilo, dinbTpyBanu i KOHLEHTpyBanu A0 MNPOAYKTY, SKWUWA ouuwanu 3a
gonomMoroto  xpomaTtorpadii Ha cunikareni, BUKOPUCTOBYIOUM B AKOCTI entoeHTy cymiw 1/1 eTunaueTtat/rekcaH,
ofiepXKyloun 6nigo-xoBTy TBepay peuosuHy (0.077r). 'H SIMP (400 My, CDCls) & 1.02-1.22 (m, 10H), 1.52-1.56 (M, 2 H),
1.82-1.88 (m, 4H), 3.32-3.36 (m, 2H), 3.80 (c, 3H), 6.70-6.74 (m, 2H), 6.80-6.83 (v, 1H), 7.12-7.16 (m, 1H),7.33 (1,J = 8.1
Iy, 1H), 7.93-(wc, 1H), 8.20-8.22 (m, 1H), 8.60-8.61 (m, 1H).

MPUWKNAL 199

2-(3-XnopdeHokcn)-N-[4-(1-rigpokcn-1-mMeTMne TMn)UUKroreKcMnMe TunJHiKoTMHamig

[o emunosoro ectepy 4-({[2-(3-xnopdeHokcn)nipnanH-3-kap6oHin)amiHo M eTnn)-uvknorekcaHkapboHOBOi KMCNoTu
(0.220rpam, 0.53mmornb) B TeTparigpodypaHi (5mn) npu TemnepaTtypi -78°C no kpannam godasanu 1.4M posuuH
MeTunnitito B gietnnosomy edipi (1.13mn, 1.58mMmonk) Temnepatypy nigTpumyBanu Huxde -60°C i ogepKaHuidi po3yuH
nepemiwysBanu npu -78°C npoTdAroMm 2 roguH i NOTiM MOCTYNOBO HarpiBanu O KiMHaTHOI TemnepaTypy Ha npoTasi
BuXigHMX. Cymiw racmnm HacnyeHnm podunHom NH4Cl i exctparysanu etunauetatoM. O6'efHaHi opraHivHi eKcTpakTu
npoMuBanyu BOOOK i HACMYEHUM BOAHVMM PO3YMHOM XIOPUAY HaTPilo, CYWMNU Hag cynbdaTtoM HaTtpito, dinbTpyBanm i
KOHLIEHTPYBanu [0 NpoAyKTy, KU OuMLLan 3a [OMOMOrol XpomaTtorpadii Ha cmnu(arenl BUKOPWCTOBYIOYN B SKOCTI
eneHTy cymiw 2/3 eTunaueTtaT/rekcaH, ogepxytoum marke 6ine macno (0.040r). 'H AMP (400 My, CDCl3) 6 0.84-1.70
(m, 12H), 1.83-1.87 (m, 4 H), 3.30-3.37 (m, 2H), 7.04-7.07 (m. 1H), 7 11-7.19 (m, 2H), 7.24-7.27 (m, 1H), 7.35-7.39 (m,
1H), 7.79 (wc, 1H), 8.19-8.21 (m, 1H), 8.60-8.62 (m, 1H).

MPWKNAL 200

2-(3-MeTokcmdeHokcem)-N-(4-cynbdamoinbeH3nn)HikoTMHaMIA,

[o posunHy 2-(3-meTokcvdeHoKen)HikoTuHOBOT KucrnoTtu (0.200r 0.820mmonk), BOP (0.360rpam, 0.820Mmorb) i
DIEA (425pl, 2.45mmonb) B gumetundopmamigi (5mn) gopmasanu 4-amiHometunbeHsoncynbdoHamia (0.182rpam,
0.820mMmorb) | 0OAepKaHMIn PO3YMH NepemillyBany Npu KiMHaTHIN TemnepaTypi Ha NpoTA3i Hodi. PeakuinHy cymiw racunm
BOAOM0 i ekcTparyBanu etunauetatom. O6'eqHaHi opraHiyHi ekcTpakTn npommeanm abo nopuieto 5% po3vynMHy NMMOHHOT
KMCMoTW, abo HacnyeHnm po3vmHoM GikapOGoHaTy, Cylmnm Hag cynbdaTtom HaTpito, GiNbTpyBanu i KOHLEHTPYBanNM A0
NPOAYKTY, KU NepeKpucTanisoByBanu 3 eTunaueTtaTy ogepxytioumn 6iny tBepay pevosuHy (0.260r). Tnn. 142-143°C;
EnemeHTHUN aHani3 po3paxoBaHo anst C2H19N30sS: C, 58.10; H, 4.63; N, 10.16. 3HangeHo: C, 58.11; H,4.91; N,9.83.

Cnonyky onucaHy B NMPUKIALI 201 ogepxyBanu BignosigHo Ao metoauku onucarin B NMPUKITALI 200 3amiHiooun
4-amiHomeTMNGeH30nCcynboHamia BignoBiaHMM amiHoM. Yac npoBeAeHHs peakuii nexas y Mexaxig 1 4o 3 roauH.

MPUWKNAL 201

N-[4-(1-Tgpokcn-1-veTnneTmn)6eH3nn]-2-(3-MeTok e HOKCU HIKOTUHaMIA

Tnn. 69-71°C. EnemeHTHUI aHani3 po3paxoBaHo Ans CosH24N204: C, 72.39; H, 6.16; N, 7.14. 3HangeHo: C, 69.42;
H,6.34;N,7.17.

MPUWKNAL 202

2-(3-dTopdeHokcu)-N-[4-(1-rigpokcu-1-meTnneTmn)6eH3nnHikoTMHamig,

0o nepemiwyemoro  po3uvHy  2-(3-drop deHokem)HikotnHoBoi  kmcnotm  (0.250r,  1.07mmorb),  2-(4-
amiHomeTundeHin)nponan-2-ony (0.195rpam, 1.18mmorb) i 1-rigpokcnbensotpuasonrigpaty (0.173rpam; 1.28mmorb) B
cyxomy agumetuncopmamiai (15mn) gogasanu rigpoxnopug 1-(3-aumeTtvnamino)nponin)-3-etunkapbogiimig (0.173rpam,
1.28Mmonb) i nepemiwwyBanu Ha npoTaA3i Houi. Cymiw po3soamnu 300mn Boau i ekctparyBanu etunaueTtatom. O6'eagHaHi
OpraHiyHi ekcTpakTM MpoMMBanu BOAOK i HACUYEHVWM BOLHMM PO3YMHOM XITOPWUAY HaTpilo, CyLMM Hag cynbdaTom
MarHito, pinbTpyBanu i KOHUEHTPYBanu, OAEPKYIOYM Macro, Ske ouiLianu 3a AonoMorot xpomartorpadii Ha cunikareni.
MepekpucranizoByBann 3 cymiwi eTunaueTat/rekcaH oaepxytoum TBepay pedosuHy (0.400r). Tnn. 106-108°C;
EnemeHTHUI aHanis po3paxoBaHo gnsa C2H21N203F: C, 69.46; H, 5.56; N, 7.36. 3HangeHo: C, 69.05; H, 5.68; N, 7.25.

MPUWKNAL 203

N-[2-(4-®TOopheHoken)nipnamH-3-n]-2-[4-(1-rigpokev-1-veTuneTun)deHinjauetamia

o 2-(4-auetnndeHin)-N-[2-(4-dTopdeHoKen )NipnanH-3-injauetamay (0,270rpam, 0.741mmornb) B
Tetparigpocypari  (15mn) npu Temnepatypi -78°C uepe3 wnpuy pgopasanum  1.0M po3unH MeTunnitio B
TeTparigpodypaHi (1.63mn, 1.63Mmornb) i ogepkaHnin po3umH nepemiwysanu npu -78°C npoTtarom 75 xeunuH. [logasanu
popatkosy nopuito 0.8mMn meTunniTito i cymiw Harpisanv npy 0°C npoTarom 10 xBunuH i noTim oxonogxyeanu go -78°C.
Cymiw racunm Bogo, MOCTYNOBO HarpiBanu Ao KiMHaTHOI TemnepaTypu i ekcTparyBanu etunauertatoMm. O6'egHaHi
OpraHiyHi ekcTpakTM MpoMMBanu BOAOK i HACWYEHVWM BOLHMM PO3YMHOM XITOPWAY HaTpilo, CyLIMMM Hag cyrnbdatom
MarHito, PinbTpyBanu i KOHUEHTPYBANMW, 04epXytoum Giny TBepAy peYvoBMHY, SKY OUMLLANN 3a AONOMOro Xpomartorpadii
Ha cunikareni BUKOPUCTOBYIOUM B SKOCTI €fI0eHTY CyMmiw 2% meTaHon/MeTuneHxnopua, ogepxywoun 6iny Teepay
peyoBuHy. NepekpucrtanisoByBanu 3 cCyMilli eTunaueTat/rekcaH, ogepxywoun TBepay pedosuHy (0.032r). Tnn. 135-
137°C; EnemeHTHUIA aHani3 po3paxoBaHo ans Cx»H21N203F: C, 69.46; H, 5.56; N, 7.36. 3HanngeHo: C, 69.46; H, 5.92; N,
7.73.

MPUWKNAL 204

(-)-N-[5-(1-TigpokcmeTnn)TiodeH-2-inmeTnn1-2-(NipnanH-3-inokcm)HikoTMHamig

N-[5-(1-TigpokcmeTun)tiocheH-2-inmeTnn]-2-(nipuamH-3-nokcn)HikoTmHamig (0.287r) posginamm 3a gonomoroto Chiral
Cel OJ Column BukopucToBytoun B SKOCTi entoeHTy cymiw 70/30 renTaH/izonponaHon, oJepKylounm MNPOAYKT.
MepekpucTanizoByBanu 3 cymilli eTunaveTaTt/rekcaH ogepxytoun Teepay pedosuny (0.070r). Tnn. 85-87°C; EnemeHTHUI
aHanis pospaxoBaHo ans C1sH17N303S: C, 60.83; H, 8.82; N, 11.82. 3HangeHo: C, 55.38; H, 4.68; N.10.82. a =-7.02°.

Cnonyky onucaHy B NMPUKJTIALI 205 ogepxyBanu BianoBigHO A0 MeToauku onucanin B NMPUKMNALI 204.

MPUKNAL 205

(+)-N-[5-(1-TigpokcueTnn)tioPeH-2-nmeTmn]-2-(NipUAnH-3-iNoKcM)HIKOTUHaMIA

Tnn. 88-90°C; EnemeHTHMI aHania po3paxoeaHo ans CigH17N30sS: C, 60.83; H, 8.82; N, 11.82. 3HangeHo: C,
57.80;H,5.06; N,11.21. a=+7.73°.

MPUWKNAL 206

N-[4-(1-Tigpokcn-1-veTnnetTn)6eH3nn]-2-(3-meTmncyns daHindeHokcn HiKoTUHaMIA



[o nepemiwyemoro po3unHy 2-(3-MetuncynbgaHindgeHoKcmn)HiKoTMHOBOT kucnotn (2.5rpam, 9.58mmonb), 2-(4-
amiHomeTundeHin)nponaH-2-ony (1.896rpam, 11.50mmonb) i 1-rigpokcnbeHsoTpmasonrigpaty (1.55rpam, 11.50mmorns) B
cyxomy aumetundopmamigi (60mn) gogasanu rigpoxnopug (1-(3-aumetnnamiHo)nponin)-3-etunkap6ogiimiag (2.39rpam,
12.45MMornb) | ogepKaHUiA PO3UYMH nepemillyBanm Ha npoTasi Houi. Cymiw possogunu 300 Mn BOAM i ekcTparyBanu
etvnauetatom. OB'egHaHi opraHiyHi eKCTpakTM MPOMMBanM BOAOK i HACMYEHMM BOAHMM PO3YMHOM XIopuay HaTpito,
cywmnu Hapg cynbdatom MarHio, QinbTpyBanM i KOHUEHTPYBanu, OAEPXKYIYM >KOBTE Macno, fKe ounwany 3a
ponomoroto xpomaTtorpadii Ha cunikareni BUKOPUCTOBYIOUM B SKOCTi entoeHTy 3.5% wmeTaHonMetuneHxnopua,
ofepxytouun 6iny TBepay peyoBuHy. MNepekpucTtaniaoByBanu 3 cyMilli eTunaueTaT/rekcaH o4epKyr4un TBepay pe4OBUHY
(0.550r). Tnn. 107-109°C; EnemeHTHMI aHani3 po3paxoBaHo Ans CxsH24N203S: C, 67.62; H, 5.92; N, 6.86. 3HangeHo: C,
67.53;H,5.76; N,6.91.

MPUNKNAL 207

N-[4-(1-Tigpokcn-1-veTnne™mn)6eH3nn]-2-(3-veTmncynb daHingeHokcn )-HikoTnHamig,

Po3uunH N-[4-(1-rigpokcn-1-veTnnetnn)beH3nn]-2-(3-veTuncynb daHindeHokcn)-HikotTnHamigy (3.5rpam, 8.5Mmornb) i
MCPBA (3.945rpam, 18.8mmornb) B metunenxnopug (40mn) nepemiwysany npu KiMHaTHIn TemnepaTypi 1 roguHy.
Cymiw possoaunu etmnaugeTtaTtom, npommusanu sogoto, 1N po3unHom rigpokcuay HaTpito i HacMYeHUM BOOHUM PO3YMHOM
Xnopway HaTpilo, CylMnM Hag cynbdaToM MarHito, inbTpyBanu i KOHLEHTPYBaNu, ogepXxytoun Giny TBepay peyvoBUHY,
AKY ouuwanu 3a [onoMorol  xpomatorpadii  Ha - cunikareni, BUMKOPUCTOBYIOMM B  SAKOCTI  entoeHTy 2%
MeTaHon/MeTuneHxnopua, ogepxytoun b6iny Teepgy pevosuHy (1.64r). Tnn. 51-53°C; EnemeHTHU aHani3 pospaxoBaHo
nns CasH24N20sS: C, 62.71; H, 5.49; N, 6.38. 3HanaeHo: C,61.87; H, 5.48; N, 6.29.

MPUKNAL 208

N-MipnanH-4-inmeTnn-2-(NipnanH-3-inokcn)HikoTMHaMmIA,

Po3unH 2-(nipnanH-3-inokev)HikotnHoeoi kncnotu (0.0664rpam, 0.31mMmorne) B TieHinxnopugi (1.12mn, 15.4mmornb)
HarpiBanu o 50°C. Yepe3 1.5 roonHn peakujiHy cymill oxonogxXysanu 0O KiMHaTHOT TemnepaTypu i KOHLEHTpyBanm
npu NOHWKeHoMY TUcKy. [Npu KiMHaTHI TemnepaTypi gogasanuv nipnauH (2.5mn) i C-nipnamH-4-inmetunamin (47ul, 0.47
MMOrb). Yepes 2 roauH Cymill KOHLEHTpYBanu nig BakyyMmoM BMAANA0YM NipUavH. HeounweHmin npoaykT ounwwanm 3a
gonomorolo xpomaTtorpadii Ha cunikareni, BMKOPUCTOBYIOMM B SKOCTI enoeHTy cymiw 9/1 eTunaueTat/meTaHon,
oaepxytoun tBepay pevosuHy (0.0331r). Tnn. 142-144°C; EnemeHTHUI aHani3 po3paxoBaHo Ans O17H14N4O2: C, 66.66;
H,4.61; N,18.29. 3HangeHo: C, 66.40; H, 4.56; N, 17.94.

MPUNKNAL 209

2-(4-dTopdeHokcm )-N-(5-meTunnipasnH-2-nMeTun)HikoTMHamig,

Po3unH 2-(4-cpropdeHokcn)HikoTMHOBOT kncnotn (0.0766rpam, 0.33mmonb) B TieHinxnopuai (2vn) HarpiBanu oo
50°C. Yepes 1.5 rognHi peakLiinHy Cymill OXONOAKYyBanun A0 KiMHaTHOT TeMnepaTypu i KOHUEHTPYBanu npu MoHWKEHOMY
TMcKy. Ogep>xaHuni 3anqLoK po3ynHAnM B nipuavHi (2mn) i pogasamm C-(5-vetunnipasuH-2-in)-vetunamin (0.14rpam,
1.0mMmomb). Yepes 1.5 roguMHu cymill KOHUEHTpYBanu nig BaKyyMOM i OuMLlanu 3a [ONOMOrok XxpomaTtorpadii Ha
cunikareni, BAKOPMCTOBYIOUYM B SIKOCTI entoeHTy cymiw 1:1 eTunaueTat/rekcaH, ogepxyroum 6iny tBepay pevosuHy. Tnn.
159°C; EnemeHTHUIN aHani3 po3paxoBaHo Ana CigH1sN4O2F: C, 63.90; H, 4.47; N, 16.56. 3nangeHo: C, 63.78; H, 4.39;
N, 16.26.

Cnonyky onucaHy B NMPUKNALI 210 ogepxyBanu BignosigHo Ao metoauky onucaniv B MPUKIALI 209 3amiHiotoun
C-(5-meTunnipasunH-2-in)-MeTvnamiH BignosigHMM amiHOM. Yac npoBeaeHHs peakuii nexas y Mexax Big 1 4o 24 roguH.

MPUNKNAL 210

Etunosun ectep 5-([2-(4-cpropcpeHokcu)nipnanHe-3-«kap6oHin]amiHo}H1eHTaHOBOT KMCHOTH

EnemeHTHUN aHani3 pospaxoBaHo ansa Ci9H21N204F: C, 63.32; H, 5.87; N, 7.77. 3HangeHo: C, 62.42; H, 5.62; N,
752; 'H AMP (CDClz) 8121 (3H,7,J=71Tu),169 (4H,m),233 (2H,7.J=6.2Tu),3.49 (2H, m),4.08 (2H,«k,J =
7.06,14.11),7.13 (4 H,m),7.86 (1 H,c),8.17 (1 H,an,J =2.08,4.77),8.59 (1 H, pa, J =2.07,7.67).

MPUKNAL 211

2-[4-(1-Tigpokcmn-1-meTuneTnn)deninl-N-[2-(nipugnH-3-inokcn)-nipnavH-3-injaueTamig

o po3unHy 2-(4-auetnndpenin)-N-[2-(nipuanH-3-4noken)nipuavn-3-injauetamigy (0.130rpam, 0.374mmornb) B
TeTparigpodypati (10mn) npu Temnepatypi -78°C popgasanu 1.0M po3unH metunniTito B TeTparigpodypati (1.123mn,
1.123mmMorb) i ogepkaHuid po3umH nepemiwyBany npu -78°C npotarom 30 xBUNUH, nicns 4oro PeakuiviHy cymill
HarpiBanu [o KimHaTHOI TemnepaTypu Ha 30 xBUnuH i noTiMm oxonogxysanu Ao -78°C. Cymiw racunu BoAow i
ekcTparyBanu etunauetatom. O6'eaHaHi OpraHiyHi ekcTpakTV NpoMMBanuM BOAOK i HAaCUYEHWM BOAHMM PO3YMHOM
Xropuay HaTpito, CyLUMIN Hag cyrnbdaToM MarHito, inbTpyBanu i KOHUEHTPYBANU OAepXyoun NPOAYKT, SKUIN ounLianm
3a gornomoro xpomatorpadii Ha cunikareni; BAKOPUCTOBYIOUM B IKOCTi eNoeHTy 3% pO34mMH MeTaHO/MeTUNEHXopUA.
MepekpuctanisosyBanu 3 cymiwi eTunaueTaT/rekcaH ofepxytoum Teepay pedosuHy (0.045r). Tnn. 122-124°C;
EnemeHTHUI aHanis po3paxoBaHo ansa C21H21N30s3: C,69.41; H, 5.82; N, 11.50. 3HangeHo: C, 69.02; H, 6.12; N, 11.30.

MPUNKNAL 212

2-(4-dTopcheHokcn )-N-(5-rigpokcn-5-MeTNreKCunHiKoTMHaMI A

o po3unHy eTnnoeoro ectepy 5-{[2-(4-cbropdeHokcn)NipuanH-3-«kap6oHinjamiHolneHTaHoBOT kucnot (0.0231rpam,
0.06mmorb) B TeTparigpodypaHi (1mn) npu TemnepaTypi -78°C yepes wnpuy gogasanu 1.4M po3umH MeTunniTito B
nietunoBomy edipi (186un, 0.26MMonb) i ogepkaHuii po3ynH nepemiwyBanu npu -78°C npotarom 2 roguH. Jogasanu
200pn BOMM i cymil HarpiBanm A0 KiMHaTHOI TemnepaTypu. PeakuiHy cymiw po3Boaumm etunaueTaTtoM, CyLUMnn Hapg,
cynbdaToM MarHito, pinbTpyBanu i KOHUEHTpYBanu, oepXyloumM Ynucte macno. EnemeHTHUn aHania po3paxoBaHo Ang
C1oH2N203F: C, 65.8; H, 6.69; N, 8.09. 3HaiineHo: C, 63.17; H, 5.73; N, 7.46; 'H AMP (CDCl3) 8i.21 (6H, m), 1.51 (3 H,
m), 1.67 2 H,m), 3.52 (2 H, p), 410 (1 H,k, J=7.17,14.30),7.17 (4 H, y), 7.86 (1 H, c¢), 8.20 (1 H, aa, J = 2.11, 4.89),
8.58 (1 H,pn,J=2,16,7.67).

MPUNKNAL 213

N-[2-(3-AneTndeHokcn)NipnanH-3-in]-2-[4-(1-rigpokcu-1-vetuneTnn)deHinjauetamia:

[o posunHy 2-(4-auetmndpeHin)-N-[2-(3-uiaHodeHokeKn)-nipnanH-3-njauetamigy (0.250rpam, 1.484mmonb) B
TeTparigpodypaHi (15mn) npu Temnepatypi -78°C gopmasanu 1.0M po3uuH metunnitito B TeTparigpodypani (5.2mn,
5.2mMmorb) | ogepxaHuiA po3uuH nepemiwysanu npu -78°C npotarom 1 roavHun. JogaBanu gogatkoBy nopuito 2.0mn



MeTUNAITIIo | oJepKaHU PO3YMH NepemillyBann Ha MpoTA3i 5 XBUNMH HarpiBalyvM NMOro OO KiMHATHOI TemnepaTypu.
PeakuirHy cymiw racunm Bogot i ekctparyBanu etunauetatoMm. O6'egHaHi eKCTpakTM NpoMmMBammM BOOOK | HACUYEHUM
BOAHUM PO3YMHOM XIOpuay HaTpilo, CylMnu Hag cynbdaToM MarHito, inbTpyBanu i KOHUEHTpYBanu, OAEpKYyIo4n
Macno, fKe ouulanu 3a JonoMorol Xxpomatorpadii Ha cunikaresni BMKOPUCTOBYIOMM B sKoCTi entoeHTy 30%
eTvnaueTat/rekcaH. lNMepekpucTanizoByBanu 3 cymilli eTunauetat/ rekcaH ogepxytoun 6ini kpucranu (0.082r). Tnn. 85-
87°C; EnemeHTHMIN aHani3 pospaxoBaHo ansa CaHuN204; C, 71.27; H, 5.98; N, 6.93. 3HangeHo: C, 68.61; H, 6.30; N,
6.19.

MPUKNAL 214

2-(3-UiaHodeHokcn)-N-[4-(1-rigpokev-1-MeTUNe TUI )UMKITOTEKCUIM e TUITHIKOTUHaMIA

[o posunHy etunosoro ectepy 4-{[2-(3-uiaHodeHokcu)nipnanH-3-inkapbamoiniveTnn}-uuknorekcaHkapboHoBOi
kucrnotn (0.180rpam, 0.46mmornb) B TeTparigpodypaHi (6mn) npu TemnepaTtypi -78°C yepes wnpuy gogasann 1.4M
pPO34MH MeTUNNITiIO B gieTnnosomy edipi (980un, 1.37MMorb) i ogepkaHunii po3ymH nepemiwysany npu -78"C Ha npoTasi
2 roguH. PeakujHy cymiw racunu 200un HacnyeHoro po3unHy NH4Cl i HarpiBanu go kiMHaTHOT TemnepaTypu. Peakuinny
CyMilLl pO3BOAMMM eTunaueTaToM, CylMnuM Haj cynbdaToM MarHito, QinbTpyBanu i KOHUEHTpyBanu, OAepXyloun a
CBITNO-XXOBTE Macro, sike KpucTarnidyBanocb npu ctosHHi. Tnn. 129-130°C; EnemeHTHWMI aHania po3paxoBaHO AN
Ca3H27N303: C, 70.21; H. 6.92; N, 10.68. 3HanpgeHo: C, 69.23; H,6.88; N, 10.37.

MPUKNAL 215

Metunosun ectep 3-{3-[4-(1-rigpokcun-1-MeTuneTMn)6eH3nnkap6amoin]nipnamH-2-nokcm}-6eH30MHOT KUCNoTU

[o nepemilyemoro po3ynHy 2-(3-vieTokcrkapboHindeHokev)HikoTuHoBoT kucrotm (0.400rpam, 1.463mmorns), 2-(4-
amiHomeTundeHin)nponaH-2-ony (0.266rpam, 1.61mMmonb) i 1-rigpokcubeHsoTpmazonrigpaty (0.237rpam. 1.755mmornb) B
cyxomy aummeTundopmamigi (20mn) pogasanu rigpoxnopua 2-gietunaminoetunxnopug (0.365rpam, 1.90Mmonb) i
OZlepXXaHUM PO34nH NepemillyBanu Ha NpoTA3i Houi. Cymill po3BoammM BoAoM | ekcTparyBanu etunaueTtatom. O6'egHaHi
€KCTpaKTM NpoOMUBaNu BOAOK i HACMYEHMM BOAHMM PO3YMHOM XIOpMAY HaTpilo, Cywmnu Hapg cynbdaToM MarHito,
hinbTpyBanu i KOHLEHTPYBanu, ogepxytoun 6iny niHy (0.360r). MC (m/e) 420 (M™+1); H AMP (CDCl3) 6 1.50 (6 H, c),
3.90(8H,c),4.70(2H,n,J=5.60Tw),7.20-8.65 (12 H, m).

MPUKNAL 216

2-(4-dTopdheHokcK)-N-(5-okcomoponiH-2-1nMeTUn)HiKoTMHaMIg,

Po3unH rigpoxnopuay 6-amiHometunmopdoniH-3-oHy (0.200rpam, 1.2vmornb) i Tpmemunaminy (0.150rpam,
1.5Mmornb) B anmeTnndopmamigi nepemilyBanu npu KiMHaTHIn TemnepaTypi npotaroMm 30 xBunuH. [lo nepemillyemoro
po34uHy gopasanu 2-(4-gTopdeHokcu)HikoTMHoBY kucroty (0.280rpam, 1.2mmonk), 1-rigpokcubeH3oTpuasonnigpat
(0.237rpam, 1.755mMmorb) i rigpoxnopug 2-gietunamiHoeTunxnopuay (0.30rpam, 1.56MMoIb) i ogepkaHuidi po3dmH
nepemillyBann Ha npoTa3i Hodi. Cymiw po3soaunu BoAOK i ekcTparyBanu etunaueTtatoMm. O6'egHaHi ekcTpakTu
npomuBanu 1N posunHom NaOH, Bogol i HaCMYEHMM BOAHUM PO3YMHOM XIIOpUAY HaTpilo, CYWMNN Haa cynbdaTtom
MarHito, inbTpyBanu i KOHLEHTPYBaNM, OAepPXyo4un Oiny TBepay PEYOBUHY, SKY OUALLANM 3a AONOMOroK XpomaTtorpadii
Ha cunikareni, BAKOPUCTOBYIOUM B SIKOCTI entoeHTy 5% po3unH meTaHonmeTtuneHxnopua. [NepekpucrtanizosyBanu 3
cymiwi etmnauetat/rekcaH ogepxytoum 6ini kpuctanu (0.175r). Tnn. 157-159°C; EnemeHTHU aHani3 po3paxoBaHo Ans
C17H16N3O4F; C,59.14; H,4.67; N, 12.17. 3HanaeHo; C, 59.00; H, 4.69; N, 12.19.

MPUKNAL 217

2-(3-UiaHodpeHokcn)-N-(5-vetnnnipasnmH-2inMeTMn)HikoTMHaMI g,

Po3unH 2-(3-uiaHodeHokan)HikoTMHOBOI kucrotn (0.0067rpam, 0.03mmonb) B TieHinxnopuai (500un, 6.9Mmorns)
nepemillyBanu npu KiMHaTHIN TeMmnepaTtypi NpoTAroM 3 roAuH i KOHUEHTpYBanu Mpu NMOHWKEHOMY TUCKY, OAEpPXYHoun
6iny TBepay pedvoBuHy. [lo ogepaHoro 3anvuky gogasanu nipyuauH (300un) i C-(5-veTtunnipasuH-2-in)Metunami
(0.0038rpam, 0.03mmornb). Cymiw sanuwann npu KiMHaTHIM TemnepaTtypi Ha 3 rOAMHM | NOTIM KOHLLEHTpyBanu nig
BaKyymOM, ogepxytoun 6iny tBepay pevosuHy (0.0093r). EnemeHTHUI aHanis po3paxosaHo Ans CigH1sNsO2: C, 66.08;
H, 4.38; N, 20.26. 3HanpgeHo: C, 56.89; H, 5.02; N, 18.31.

MPUNKNAL 218

N-[2-(3-LliaHodeHoken )nipnanH-3-1-2-[4-(1-rigpokev-1-meTuneTun)deHinjauetamin

Oo posunHy 2-(4-auetvndeHin)-N-[2-(3-uiaHodeHoken)-nipuanH-3-injJaueTtamigy (0.360rpam, 0.96Mmore) B
TeTparigpodypaHi (15mn) npu Temnepartypi -78°C popaBann 1.0M po3uuH metvnnitito (2.03mn, 2.03mmorb) B
TeTparigpodpypaHi (20mn) i ogepxaHui po3dmH nepemiwyBanu npu -78°C Ha nNpoTa3i 1 roagnHn. PeakuinHy cymill racunm
BOOOK i ekcTparyBanu etunaueTatom. OG'egHaHi eKCTpakTV NMPOMUBANM BOAOK i HACMYEHMM BOAHUM PO34YUMHOM
Xnopway HaTpilo, CylIMnM Hag cynbdaToM MarHito, inbTpyBanu i KOHLEHTPYBaNu, ogepXxytoun Giny TBepay peyvoBUHY,
AKY OYMLLanM 3a AOMOMOrol xpoMmartorpadii Ha cunikarerni BUKOpUCTOBYIoUM B AKOCTi entoeHTy 40% eTtunaueTtaT/rekcaH.
MepekpucTanisoByBanu 3 cymilwi eTunaueTat/rekcad ogepxytoun 6ini kpmuctanu (0.115r). Tnn. 97-99°C; EnemMeHTHUR
aHanis pospaxoBaHo anga C23H21N30s: C, 71.30; H, 5.46; N, 10.85. 3HangeHo: C, 70.96; H, 5.30; N. 10.69.

MPUKNAL 219

2-(MipnanH-3-inokcun )-N-(4-tpudptopaue TMNGEH3nN)HIKOTUHaMIg,

Oo nepemiwyemoro posunHy 2-(nipugnH-3-nokcu)-N-[4-(2,2,2-Tpudptop-1-rigpokcneTmn)oeH3nn]HikoTMHaMigy
(0.350rpam. 0.87mmonb), NMO (0.153rpam, 1.3mmonb) i 4A monekynspHi cuta (0.5r) B MmeTuneHxnopuai i gogasanu
TPAP (0.015rpam, 0.04MMoOIb), OQepKaHMIA PO3YMH NepeMillyBanu npu KiMHaTHIA TemnepaTtypi Ha NpoTasi 4 roguH.
Cymiw ginbTpyBanu Kpisb LeniT, NPOMUBaNM BOAOKD, CYLUMNN HaA cynbdaToM MarHito, dinbTpyBanu | KOHUEHTpYBanm
Npu MOHWKEHOMY TUCKY, OAEPXYIoUM Macno, sKe ouuwanu 3a [JonoMorow Xpomartorpadii Ha cunikareni,
BUKOPVCTOBYIOUM B SKOCTI entoeHTy 5% MmeTaHon/meTuneHxnopug, ogepxyoun teepgy peyosuHy (0.151r). Tnn. 134-
136°C; EnemeHTHUIA aHani3 po3paxoBaHo Ansd CxoH14N3O3F3: C, 59.85; H. 3.52; N, 10.47. 3HangeHo: C. 59.56; H, 3.63;
N,10.20.

MPUKNAL 220

2(3-AuetundeHoken)-N-ipuanH-4-TMe TUIHIKOTMHaMI

[o po3unHy 2-(3-aueTnndeHokcn)HikotnHoBoi kucnotn (0.356rpam, 1.39vmorb), C-nipnanH-4-inmeTnnaminy
(0.150rpam, 1.39mmornb) i 1-rigpokcubersoTpuasonrigpaty (0.224rpam, 1.66MMonb) B cyxoMy AuMmeTtundopmamigi
popaeanu rigpoxnopug, (1-(3-gumetmnamido)nponin)-3-emnkap6ogimia (0.319rpam, 1.66MMonb) i ogepxaHUn po3ynH



nepemiwyBany Ha npoTaA3i Hoyi. Cymiw po3soamnm 100mn Boam i ekcTparyBanu etunaueTtatom. O6'egHaHi opraHiyHi
€KCTPaKTM MPOMMBANM BOAOK i HACUYEHMM BOOHUM PO3YMHOM XOPMAY HATpilo, CywMnuM Hag cynbdgaTtoM MarHito,
GinbTpyBanu i KOHUEHTpYBanu, ogepxytoun 6iny TBepay peqoBUHY, SKY ouulanu 3a AOornoMOoroto xpomartorpadii Ha
cunikareni, BUKOPMCTOBYIOYM B IKOCTi €MI0eHTy eTunaueTaTt, ogepxytoumn 6iny Teepay pevosuHy. lNepekpucTtanizoBysanm
3 cymiwi etunauetaT/rekcaH, ogepxytoun 6iny TBepay pevoBuHy (0.220r). Tnn. 148-150X; EnemeHTHWA aHani3
po3paxoBaHo ans CxH17N303: C, 67.15; H, 4.93; N,12.10. 3HangeHo: C, 66.57; H, 4.55; N,11.43.

Cnonyku ommcaHi B NMPUKINAOAX 221-224 opepxyBanu BignosigHo o metoauku onucadin B MPUKIAOI 220
3amiHtotoun CnipuanH-4-inmeTunamid BianoBigHMM aMmiHOM. Yac npoBefeHHs peakuji nexa y mexaxBig 1 4o 24 roguH.

MPUKNAL 221

2-(3-AuetnndeHokcm)-N-[4-(1-ngpokcun-1-veTnneTmn)beH3un]HikoTMHaMmig

Tnn. 52-54°C; EnemeHTHUI aHani3 po3paxoBaHo Anst Co4H24N204: C, 71.27; H, 5.98; N, 6.93. 3HangeHo: C, 69.78;
H,5.54; N, 6.83.

MPUKNAL 222

2-(3-AuetnndeHokcm)-N-(2-xnopbeHsnn)HikoTMHamIg,

Tnn. 140-142°C; EnemeHTHMI aHani3 po3paxoBaHo gnst C21H17N203Cl. C, 66.23; H, 4.50; N, 7.36. 3HangeHo; C,
65.84; H,4.22; N, 6.88.

MPUNKNAL 223

2-(3-Auetnn®eHokcm)-N-[4-(1-rigpokcrneTnn)beH3nnHiKoTMHaMig

Tnn. 105-107°C; MC (m/e) 391 (M"+1).

MPUKNAL 224

2-(3-AuetnndeHokcm)-N-(4- Cyﬂb(*)aMOIJ'IﬁeH3I/|J'I)HIKOTVIHaMI,EI,

Tnn. 162-164°C; MC (m/e) 425 (M'); '"H AMP (OMCO-d®) & 2.55 (3H, ¢), 4.56 (2 H, 4, J = 6.0 T'w), 7.2-9.2 (12 H, m).

MPUWKNAL 225

2-[3-(1-Tigpokcmn-1-meTnneTmnn)deHiken]-N-nipnanH-4-inMe TMIHiKoTMHaMI 4

[o po3uunny 2-(3-aueTundeHoken )-N-nippanH-4-inmetuntikotuHamiay (0.180rpam, 0.51mMMonb) B TeTparigpodypaHi
(20mn) npu Temnepatypi -78°C pogaBarm 1.0M po3unH metunnitito B cymiwi Trd/kymeH (1.14mn, 1.14MMonb) i
OAepKaHU po3yvmH nepemiwyBanu npu -78°C Ha npoTtasi 1 roamHn. PeakuiiiHy cymill racunu BOAOK i po3BOAWUNN
eTvnaueTtatom. OpraHiYHUI Wap nNpoMmMBany BOOOK i HACUYEHUM BOOHVM PO3YMHOM XIOpwWAY HaTpilo, CylMnuM Hag
cynbdaToM Martito, inbTpyBanu i KOHUEHTPYBanNu, O4ePXYIo4N NPOAYKT, SSKWA ouMLany 3a 4ornomMoroto xpomaTorpaq)u
Ha curikaresi, BUKOPUCTOBYIOUM B SIKOCTI €MI0eHTy eTunaLeTaT, ogepxylouu 6iny niny. MC (m/e) 364 (M'+1); 'H AMP
(CDCl3) 6 1.58 (6H,c),4.70 (2H,8,J =5.81Tu),7.0-8.7 (12 H, m).

MPUKNAL 226

N-(2-Xnop6eHann)-2-[3-(1-rigpokcu-1-metuneTun)deHikculHikoTMHamig

[o posunHy 2-(3-auetundeHokcn)-N-(2-xnopbeHsmnHikotmHamigy (0.410rpam, 1.307mMmonb) B TeTparigpodypaHi
(20mn) npu TemnepaTtypi -78°C popasanu 1.0M po3umH metunnitito (2.7Mn, 2.697MMonb ), Cymill NnepemillyBanu npu -
78°C HanpoTsasi 1 roavHy i NOBINbHO HarpiBamm 4O KiMHaTHOI TemnepaTtypu NpoTaroM 1 roamHu PeakuiiHy cymill racmnm
BOAOM i po3soanim etunauvetatom. OpraHiyHMIA LWap NPoMMBanu BOAOK i HACUYEHWM BOAHWMM PO3YMHOM Xropugy
HaTpilo, cywmnu Hag cyrnbdaTom MarHito, inbTpyBanu i KOHUEHTpYBanu, OAEPXKYOYM Macrio, ske ouwanu 3a
ponomoroto xpomarorpadii Ha cunikareni, BVIKOpI/ICTOBy}O‘-IM B AKOCTi eneHTy po3unH 2% meTtaHonMeTuneHxnopua,
oaepxyloumn macno. MC (m/e) 397 (M*+1); 'H AMP (CDCl3) 6 1.60 (6H, c), 4.78 (2 H,a.J =6.01 'y) 7.0-7.5 (9 H, m),
8.20 (1 H, m), 8.55 (1 H, wc), 8.62 (1 H, m).

Cnonyky onucaHy B NMPUKNALI 227 ogepxyBanu BignoBigHO Ao meTtoauky onucanin B NMPUKIALI 226 3amiHiooun
2-(3-auetundeHokcn)-N-(4-(1-rigpokcn-1-veTunetTmn )6eHsun]-HikoTMHamig, BiANOBIAHMM KeTOHOM. Yac npoBefeHHS
peakuii nexxas y mexaxBig 1 0o 24 roguH.

MPUWKNAL 227

N-[4-(1- Fl,upOKcm 1-MeTV|neTmn)6eH3v|n] -2-[3-(1-rigpokcmn-1-MeTuneTMn)deHikcu]-HikoTMHamIa

MC (m/e) 421 (M'+1); "H AMP (CDCls) & 1.54 (6H, ¢), 1.57 (6H, c), 4.67 (2 H, a). 7.0-7.5 (9 H, m), 8.10-8.70 (3 H, m).

MPUWKNAL 228

N-[4-(1-Tigpokcn-1-veTunetn)oeH3nn]-2-(3-TpnTopMe TOKCMEEHOKCU )HIKOTUHAMIL,

Oo pO3unHy  2-(3-TPUTOPMETOKCUDEHOKCU )HIKOTUHOBOI  KUCIOTU (0409rpam, 1.366mmonb),  2-(4-
amiHomeTundeHin)nponax-2-on (0.200rpam, 1.24mmonb) i 1-rigpokcmbeHsoTpuason-rigpaTy (0.185rpam, 1.366mMMonb) B
cyxomy gumetundopmamigi gopasanu rigpoxnopug  (1-(3-aumeTtvnamiHo)nponin)-3-etunkapbogiivia (0.286rpam,
1.50MmoOMb) | oaepXKaHMin pO34MH NepemillyBanu Ha npoTadi Houi. Cymil po3Boamnu eTunaueTaTtom, MPOMMBaIM BO4OH
i HacWYeHVM BOOHVMM PO3YMHOM XIOPWAY HAaTpilo, CyWMNM Had cynbdaToMm MarHito, inbTpyBanu i KOHUEHTpyBanu,
OfEPXKYIO4M Macro, sike oYuLanu 3a JonoMorol xpomatorpadii Ha cunikareni, BUKOPUCTOBYON B AKOCTi entoeHTy
cyMil 3.5% MeTaHoN/MeTUneHxnopua, oaepxkytoun Macno (0.430r). MC (m/e) 447 (M*+1); 'H SSMP (CDCl3) & 1.50 (6H,
c),4.70(2H,n,J =5.81Tu),7.0-7.5 (9 H,m),8.00 (1 H, wc), 8.20 (1 H, m), 8.65 (1 H, m).

MPUWKNAL 229

N-(4-AueTunuuknorekcunveTnn)-2-(4-hpropdeHoKcn HikoTHamig,

o po3unHy etunoBoro ectepy 4-{[2-(4-dTopdheHoKcH)NipnanH-3-inkapbamoinjveTnn}-umknorekcaHkapboHOBOT
kucrotn (3.01rpam, 7.5Mmonb) B TeTparigpodypaHni (40mn) npu TemnepaTtypi -78°C nosineHo pgogasanu 1.4M po3uuH
MeTunniTito B gieTnnosomy eaipi (16.1mn, 22.5MMorb ), cymiw nepemiwysanu npu -78°C npoTtaroM 1 roovHu i NoBifbHO
HarpiBanu po -30°C. PeakuinHy cymiw racunm 600 pn HacuuyeHoro po3umHy NH4CI i HarpiBanu Oo KiMHaTHOI
Temnepatypu. PeakuiiHy cymiw po3BoauymM etunaueTaTtoM, CyWMnu Hag cynbdaToM Markiio, dinbTpyBanu i
KOHLEHTpYBanu, OOEepXYuM CBITNO-KOBTE Macno, ske ouuanu 3a [onomorok xpomartorpadii Ha cunikareni
BMKOPUCTOBYIOUM B SIKOCTI entoeHTy 3/2 rekcaH/eTunaueTat go 1/3 rekcaH/etTunaueTaT, o4epXyloun YucTe macrno, sike
otBepAino npu crosHi (0.3500r). Tnn. 110-111°C; EnemeHTHMIA aHanis po3paxoBaHo ans C2iH23N20sF: C, 68.09; H,
6.26; N, 7.56. 3HangeHo: C,67.32; H, 6.26; N, 7.40.

MPUWKNAL 230

2-(2,4-OndpropdeHokcm)-N-[1-rigpokcu-1-meTneTnn)6eH3unHikoTMHamig



[o po3unHy 2-(2,4-gndropdeHokcmn)HikoTnHoBoi kucrnoTn (0.300rpam, 1.19vMmonb), 2-(4-amiHoMeTUNdeHin)nponaHx-
2-ony (0.217rpam, 1.31mmonb) i 1-rigpokembensoTtpnaszonrigpaty (0.177rpam, 1.31MMorb) B cyxomy AuMmeTundopmamigi
poaasanu rigpoxrnopua 1-(3-ammeTtvnamino)nponin)-3-etunkap6ogiimigy (0.273rpam, 1.43mMmornb) i ogepkaHUn pos3ynH
nepemiwysBanu Ha npoTasi Hodi. Cymiw Bunueanu B 100mn Boawm i ekctparyBanu etunauetatoM. O6'eqHaHi eKcTpakTu
npomusany 1N po3umHOM rigpokcuay HaTpito, BOAOK i HACMYEHMM BOAHUM PO3YMHOM XITOPWAY HaTPilo, CYLUMAN Hapg
cynbdaToM Marsito, inbTpyBanu i KOHUEHTPYBANU, OAEPKYIOUM MacCIo, sike ouuLIanm 3a JONMoMOror xpomaTorpadii Ha
cunikareni, BUKOPUCTOBYIOUM B SIKOCTi entoeHTy cymiw 40% eTunaueTtat/rekcaH, odepxyioun Biny tBepay peqoBuHY.
MepekpucTanizoByBanu 3 cymiwi eTvnaueTat/ rekcaH ogepxytwoun 6iny TBepay pedoBuHy (0.336r). Tnn. 92-94°C;
EnemeHTHUIN aHani3 po3paxoBaHo Anst C2HxN203F2: C, 66.32; H, 5.06; N, 7.03. 3HangeHo: C, 66.28; H, 4.92; N, 6.89.

MPUKNAL 231

2-(3,4-OudtopdpeHoken)-N-[4-(1-rigpoken-1-meTunemn)oeH3nnHikoTMHamig,

[o posunHy 2-(2,3-gndropdeHokcmn)HikoTnHoBoi kucroTn (0.300rpam, 1.19vmMonb), 2-(4-amiHoMeTUNdEHIn)nponaH-
2-ony (0.217rpam, 1.31mmomb) i 1-rigpokevbeHsoTtpuason-rigpaty (0.177rpam, 1.31Mmomb) B cyxomy
anmeTtundopmamigi goaasanm rigpoxnopug (1-(3-aumeTtrnamino)nponin)-3-etunkap6ogiivig (0.273rpam, 1 43mmMornb) i
OAepKaHUN po3yMH nepemillyBanu Ha nNpoTasi Houi. Cymiw BunvBanu B 100Mn BoAu i eKcTparyBanu etunauetaToMm.
OG'egHaHi ekctpakTM npomumBany 1N po3unmHOM rigpoKcvMay HaTpilo, BOAOK i HACUYEHVM BOOHWM PO3YMHOM XIOpuay
HaTpito, cywmnu Haa cynbdaToM MarHito, (inbTpyBanu i KOHUEHTPYBanu, OAEPXKY4YM Macro, ske ouwiwanu 3a
gornomoroto xpomaTorpacdpii Ha cunikareni BMKOPUCTOBYIOYM B AKOCTI entoeHTy cymiw 40% etunauetat/rekcaH,
ofepxytoun Macro. NMepekpucranizoByBanu 3 cyMmilli eTunaueTat/rekcaH, ogepxytoun 6iny tsepay pedosuHy (0.337r).
Tnn. 98-100°C; EnemeHTHMI aHani3 po3paxoBaHo ans CaH2oN20sF2: C, 66.32; H, 5.06; N, 7.03. 3HangeHo: C, 66.40; H,
4.94; N, 6.89.

Cnonyku onmncaHi B NMPUKINADAX 232-233 ogepxyBanu BignosigHo o Mmetoawku onucaHin B MPUKITAOI 231
3aMiHIo4YM 2-(4-amiHOMeTUNdEeHIN)NponaH-2-on BiANOBIAHMM aMiHOM. Yac npoBefeHHs peakLii nexas y Mexax Big, 1
00 24 roguH.

MPUNKNAL 232

2-(3,4-OuncpropdeHokcm)-N-[4-(1-rigpokcvLmknoOytun)oeHaunHikoTMHamiz

Tnn. 74-76°C; EnemMeHTHUA aHania pospaxoBaHo A CaH2oN20sF2: C, 67.31; H, 4.91; N, 6.83. 3nangeHo: C,
67.14;H,4.93; N, 6.67.

MPUNKNAQ 233

N-[2-Xnop-4-(1-rinpokcu-1-meTnnetmn)6eH3nn]2-(3,4-amdropdeHoKCn HIKoTUHaMIL,

Tnn. 119-211°C; EnemeHTHMI aHanis po3paxoBaHo ana CxH1eN203F.Cl: C, 61.65; H, 4.42; N, 6.47. 3HangeHo: C,
61.31; H,4.56; N, 6.65.

MPUWKNAL 234

Etunosun ectep 4-({[2-(3-auetnndeHokcn)nipuanH-3«ap0OoHin]amiHoMeTun)-uuknorekcaHap6oHOBOT KUCOTH

Po3uuH rigpoxnopuay eTMnoBoro ecrepy 4-amiHoMmeTunuvknorekcaHkap6oHoeoi kucnom (0.410rpam, 1.853mmons),
2-(3-auetnndeHokcmHikotTmHoeoi kucnotm (0.500rpam, 1.946mmorb), 1-rigpokcubeHsoTpuasonrigpaty (0.275rpam,
2.04mmorb) i rigpoxnopug  (1-(3-mimetunamiHo)nponin)-3-etnrnkap6ogimiay  (0.330rpam,  2.22mmornb) B
aumeTundopmamigi (30mn) nepemiwyBany Ha npoTasi 10 xBunmH. [Jo nepemMillyeMoro po3ynHy ogaBanu Tpuetunami
(0.280rpam, 2.78MMmoOrb) i ogepKaHW pO3YMH MepeMillyBany Ha NpoTH3i HOuWi Npu KiMHaTHIM Temnepatypi. Cymiw
po3soaumm Bogoto (200mn) i ekctparyBanu eTtunauetatoMm. O6'egHaHi ekCTpakTM MpoMuMBany BOAOK i HacMyYeHUM
BOAHVM PO3YMHOM Xropuay HaTpito, CyWwmnu Hag cynbdatoM MarHito, inbTpyBanu i KOHUEHTpYBanu, ogepxyloun
XKOBTY TBEpPAY PEYOBUHY, AKY O4MLIANM 3a JONOMOrol xpomaTorpadii Ha cunikareni, BAKOPUCTOBYIOUN B AKOCTi €MHEHTY
40% eTtunnaueTaT/rekcaH. MepekpuctanizoByBanu 3 cymilli etunaueTtaT/rekcaH odepxytoun 6ini kpuctanu (0.680r). Tnn.
118-120°C; 'H SIMP (CDCl3)  1.02 (2H, k, J = 12.866 ru),1.2 (3 H, 1), 1.4 (2 H, k), 1.6 (1H, m), 1.85 (2H, 8, J = 125
lu),20(2H,8,J=125Tu),22(1H,m),26 (3H,c),3.4(2H,m),4.10 (2H,T1),7.2-8.7 (7 H, m).

Cnonyku ommcani B NMPUKINAOAX 235-237 opepxkyBanu BignoBigHo 0o metoaukn onucaHin B MPUKIALDI 234
3aMiHIOKYM TiAPOXIOPUA €TUIIOBOrO ecTepy 4-amiHOMETUILMKIOorekcaHkapOoHOBOI KMCMOT BiAMOBIAHMM amiHoM. Yac
npoBefdeHHs peakuii nexxas y MmexaxBig 1 0o 24 roavH.

MPUKNAL 235

2-(3-AuetnndpeHokcm)-N-[2-xnop-4-(1-rigpokcu-1-metuneTnn)6eH3unHikoTMHamig

Tnn. 102-104°C; EnemeHTHUI aHani3 po3paxoBaHo Ans CaH23N204Cl: C, 65.68; H, 5.28; N, 6.38. 3HangeHo: C,
65.39; H,5.08; N, 6.15.

MPUKNAL 236

2-(4-AuetnndeHokcm)-N-[4-(1-rigpokcn-1-meTuneTnn)beHsnnJHikoTMHami g

Tnn. 95-97°C; EnemeHTHUI aHania po3paxoBaHo gns CaH2N204: C, 71.27; H, 5.98; N, 6.93. 3HangeHo: C, 70.19;
H,5.93; N, 7.02.

MPUKNAL 237

2-(3-AueTtundeHokcm )-N-[2-cbTop-4-(1-rigpokcn-1-meTnnemn)obeH3nnJHikoTMHaMmig,

Tnn. 68-70°C; MC (m/e) 423 (M"+1).

MPUKNAL 238

2-(3,5-OncbropcbeHokcm)-N-[4-(1-rigpokcn-1-veTnneTnn)oeH3nn]HkoTMHamig

[o po3uunHy 2-(3,5-andropdeHokcn)HikoTmHoBoi kucnotu (0.300rpam, 1.19vmonb), 2-(4-aMiHoOMeTUNeHin)nponax-
2-ony (0.197rpam, 1.19mmomb) i 1-rigppokevbeHsoTtpuason-rigpaty (0.177rpam, 1.31Mmomb) B cyxomy
anmeTtnndopmamigi gogasanu rigpoxnopug (1-(3-ammeTtvnamiHo)nponin)-3-etunkap6ogiimig (0.273rpam, 1.43mmornb) i
O[lePKaHUM pO3YWH nepemillyBanu Ha NpoTasi Hodi. Cymiw Bunmeanu B 100Mn BoAw i ekcTparyBanu etunauetaTom.
O6'egHaHi ekctpakTM npomueany 1N po3unmHOM rigpoKcMay HaTpilo, BOAOK i HACUYEHVM BOOHWM PO3YMHOM XIopuay
HaTpilo, cywmnu, Hag cynbdaTtoM MarHito, inbTpyBann i KOHUEHTPYBanu, OAEPXKYIOYM Macro, ske ouyvwanu 3a
Jonomorol xpomartorpadii Ha cunikareni, BUKOpPUCTOBYIOUM B AKOCTI entoeHTy 40% eTunaueTat/rekcaH, ogepxyloum
macno. lMepekpucTaniaoByBanu 3 cymilli eTunaueTtat/rekcaH ogepxytoumn 6iny Teepay peyosuHy (0.328r). Tnn. 68-70°C;
EnemeHTHUIN aHanis po3paxoBaHo Anst C2H2oN203F2: C, 66.32; H, 5.06; N, 7.03. 3HaingeHo: C, 67.30; H, 5.39: N, 6.56.



MPUNKNAL 239

TpaHc-2-(2,4-AndropdeHoken)-N-[4-(1-rigpokcn-1-MeTne Tnn)UuKnoreKkCunm e Tunl-HikoTmHamig,

o €TUNOoBOro ecrepy TpaHc-4-({[2-(2,4-opndpropeHoken)NipnanH-3-kapboHinjamiHo}-
MeTun)umknorekcaHkapo6oHoBoi kncnot (0.516rpam, 1.23mmons) B TeTparigpodypaHi (20mn) npu temnepaTtypi 0°C no
kpannaMm popasanu 3.0M po3unH meTunmarHinxmopugy (1.2mn, 3.7Mmonb) i ogepkaHuid po3ynmH nepemiwysanu 1
roavHy. PeakuiHy cymiw Bunmanu B 150mMn Bogm, nigkMcnoBanu LIABNEBOK KucroTow Ao pH=3 i ekcTtparyBanm
eTunauetatoMm. O6'egHaHi ekctpakTn npommeanu 1N posunHom HCI, 1N posunHom NaOH, Bogoto i HacMyeHum BOgHUM
PO34YMHOM XNOpUAY HaTpilo, CYWMNN Hag cynbaTtoM MarHito, inbTpyBanu i KOHUEHTPpYBanu, OAepXKyio4n Macro, sike
ouvwanu 3a [oMOMOrow xpomaTtorpadiii Ha cumikareni, BUKOPUCTOBYIOMM B SKOCTI emnmoeHTy cymiw 50%
rekcaH/eTvnaueTart, ogepxytwoum macno. lMNepekpucTtani3oByBany 3 CyMilli eTunaueTaT/rekcaH ogepxytoun 6iny teepay
peyoBuHy (0.207r). Tnn. 92-94°C; EnemeHTHM aHani3 po3paxoBaHo Ana CxH2sN2OsF2: C, 65.33; H, 6.48; N, 6.93.
3HanpeHo: C, 65.27; H,6.26; N, 6.73.

Cnonyky onucaHy B NMPUKINALI 240 ogepxyBanu BignoBigHO Ao meTtoauky onucanin B NMPUKIALI 239 3amiHiooun
eTunosui ectep TpaHc4-({[2-(2,4-gndropeHoken)nipnanH-3-kapboHin]amiHo}-MeTun)umknorekcaHkapboHOBOT KMCNOTU
BignoBigHMM ecTepoM. Hac npoBegeHHs peakuii nexas y Mexaxsig 1 4o 24 roauH.

MPUKNAL 240

TpaHc-2-(3,4-AndropdeHoken)-N-[4-(1-rigpokcn-1-MeTne Tun)uuk norekecnnm e Tunl-HikoTmHamig,

Tnn. 80-82°C; MC (m/e) 405 (M"+1).

MPUKNAL 241

ETtvnoeun ectep 4-(([2-(3-HiTpodbeHOKeH)NipnamH-3«kapOoHinjaMiHo )MeTUI)-LMKNorekcaHkapboHOBOT KUCNOTH

[o nepemiwyeMoro po3udvHy rigpoxXnopuay €TUroBOro ectepy 4-aMmiHOMeTUNuMKorekcaHkapOoHOBOI KMCNOTU
(0.500rpam, 2.26mMonb), 2-(3-HiTpodeHOKCU HIKOTMHOBOT kncnot (0.588rpam, 2.26MmMonb), 1-riapokcnbeHsoTpmason-
rigpaty (0.366rpam, 2.71mmornb) i rigpoxnopugy (1-(3-avmeTtvnamiHo)nponin)-3-etunkapbogiimia (0.564rpam,
2.93mmorb) B anvetundopmamigi (50mn) gopasanu Tpuetvnamid (0.456rpam, 4.52mMmonb) i OAepKaHUM po3ymH
nepemillyBanu Ha NpoTA3i BUXiAHMX MpW KiMHaTHIN TemnepaTypi. Cymiw po3ssoamnun sBogoto (150mn) i ekcTparyBanu
etnnaueTtatom. O6'egHaHi eKCTPaKTU NPOMMBANM BOAOK i HACUYEHUM BOLHVMM PO3YMHOM XMOPUAY HATPIilO, CYLUMNN Haz
cynbdaToM Marito, inbTpyBanu i KOHUEHTPYBaNu, OAEPKYI0UM Macro, sike ounLianm 3a JOoNoMoror xpomaTorpadii Ha
cunikareni, BAKOPUCTOBYIOUM B SIKOCTI entoeHTy cymiw 40% etunaueTtat/rekcaH, ogepxkytoun macno (1.05r). MC (m/e)
428(M*+1); HAMP (CDClI3) 6 1.01 (2H, m),1.2 (3H,T1),1.4 (2H, k),1.6 (1 H, m),190(2H,n,J =125Tu),2.0(1 H, 4, J
=125Tu),22 (1 H,m),34(2H,m),4.10 (2 H, k), 7.20-8.7 (7 H, m).

MPUKNAL 242
2-(3-AuetnndpeHokcu )-N-[4-(1-rigpokcn-1-meTMne TN )UMKNorekCaHMe TUnHikoTuHamiA
Po3unH N-[4-(1-rigpoken-1-meTuneTun)umknorekcunme tmnl-2-[3-(2-metmn[1,3]aiokco-naH-2-

in)dpeHokenHikoTMHamigy (0.400rpam, 0.88mmornb) B ouToBin KucnoTi (10Mn) nepemiwyBany Ha NpoTasi 3 roanH nNpwm
KiMmHaTHin TemnepaTypi. Cymiw po3soaunu 250mn etunauetaTty, npomusanu 1N po3unHom rigpoKcvay HaTpito, BOAOHO i
HaCU4YeHUM BOAHMM PO3YMHOM XNopuAy HaTpito, CYyUMnU Hag cynbaTtom MarHito, dinbTpyBanu i KOHUEHTpyBanu Ao
Macna, ske ouulanyu 3a [JOornoMorol xpomatorpadii Ha cunikareni, BUKOPUCTOBYHOUM B AKOCTi entoeHTy 40%
eTunauertat/rekcaH. lNMepekpucTanisoByBanu ogepxytoun tBepdy pedoBuHy (0.055r). Tnn. 105-107°C; EnemeHTHUNR
aHani3 pospaxoBaHo ans CaH3oN204: C, 70.22; H, 7.37; N, 6.82. 3HangeHo: C, 6843; H, 7.32; N, 6.71.

MPUNKNAL 243

2-(3-UiaHo-4-dpropdeHokcm )-N-[4-(1-rigpokcu-1-meTuneTmn)beH3nnHikoTMHamig

o PO34MHY 2-(3-uiaHo-4-TOpheHOKCU HIKOTUHOBOT KNCRoTn (0.300rpam, 1.16MmoOnb), 2-(4-
amiHomeTundeHin)nponaH-2-ony (0.192rpam, 1.16mMmonb) i 1-rigpokcnbensoTpmasonrigpaty (0.172rpam. 1.28mmorns) B
cyxomy aumeTundopmamigi  gopasanu - rigpoxnopug  (1-(3-ommetunamino)nponin)-3-eturkap6ogiimiay  (0.267r,
1.39MmorMb) i ogepKaHnii po3vnH nepemiwyBany Ha npoTasi Hodi. Cymiw BunmBanu B 100mMn Boam i ekcTparyBanu
emunauetatoMm. O6'egHaHi ekcTpakTm npomuBanu 1N pO3YMHOM TigpoKcvAdy HaTpilo, BOAOK i HACMYEHUMM BOOHUM
PO3YMHOM XNOpUAY HATpilo, CYWMNN HaA cynbdaToM MarHito, inbTpyBanu i KOHUEHTpYBanu, OAepXKyio4n Macro, sike
ouvLlanu 3a JoMoMorol xpomarorpadii Ha cunikareni, BAKOPUCTOBYIOUM B SKOCTI entoeHTy 50% etunauerat/ rekcaH,
ofepxytoum macro. lNepekpucrtanisoByBanu 3 cymiwi eTunaueTat/rekcaH, ogepxytoun 6iny teepay peyosuny (0.276r).
Tnn. 147-149°C; EnemeHTHWA aHani3 po3paxoBaHo ansa Ca3H2oN3O03F: C, 68.14; H, 4.97; N, 10.36. 3HangeHo: C, 67.77;
H,5.00; N, 10.15.

Cnonyky onucaHny B NMPUKNALI 244 opnepxyBanu BignosiaHo no meTtoavky onucadiv B MPUKITALI 243 3amiHtooun
2-(4-amiHomeTundpeHin)nponaH-2-on BiANOBIAHMM aMiHOM. Yac npoBeaeHHs peakuji nexas y Mexax Big 1 0o 24 roguH.

MPUNKNAL 244

N-[2-Xnop-4-(1-riapokcu-1-meTnne™n)6eH3nn]-2-(3-uiaHo-4-propeHoKen )HIKOTUHaMIA

Tnn. 151-153°C; EnemeHTHMI aHani3 po3spaxoBaHo ans CxsH1gH303FCI: C, 62.80; H, 4.35; N, 9.55. 3HangeHo: C,
63.16; H, 4.44; N, 9.49.

MPUNKNAL 245

2-(4-dTopdeHokcm )-N-[4-(1-rigpokcu-1-MeTMNe TUIM)UMKIOreKCUMM e TUMHIKO TMHaMIZ,

o metnnoeoro ectepy 4-({[2-(4-propdeHoken )nipnanH-3kapOoHinjamiHoMe TMn)LMKNorekcaHkapboHOBOT KMCNOTH
(0.0221rpam, 0.06mmonb) B TeTparigpodypani (1mn) npu Temnepatypi -78°C pogasanu 1.4M po3uvH MeTUnniTiio B
dietunosomy edipi (171un, 0.24 MMorb) | ogepxaHuii po3yunH nepemilyBanu npu -78°C Ha npoTasi 2 rognH. PeakuinHy
cymiw racunm 200un HacuuyeHoro posumHy NH4Cl i HarpiBamm go kiMHaTHOi TemnepaTtypu. PeakuiiHy cymil
GinbTpyBanu Kpisb Wap cynbdaTty MarHilo i KOHUEHTpYBanu, OOEPKYH4M CBITNO-KOPMYHEBY MiHY, SKY ouvwanu 3a
[OMNoMOorol xpomartorpadii Ha cunikareni, BUKOPUCTOBYIOUM B SIKOCTi entoeHTy cymiw 1/1 rekcan/etunauertaT go 95/5
MeTuneHxnopua/MetaHon, ogepxyioun uncty nnieky (0.0111r). Tnn. 78-80°C; EnemMeHTHWI aHania po3paxoBaHo Ans
C2oH27N20OsF: C, 68.37; H, 7.04; N, 7.25. 3HanpeHo: C,68.32; H, 7.04; N, 7.27.

MPUKINAL 246

N-(2-Xnop6eHaunn)-2-(MipuanH-3-inMeToKCn))HIKOTUHaMI ]



[o po3uuHy 2-(nipuguH-3-4nmeTokcn HikoTMHoBOI kncrnotn (0.300rpam, 1.3mmornk), 2-xnopbeHannaminy (0.202rpam,
1.43mmonb) i 1-rigpokcubensoTpuasonrigpaty (0.210rpam, 1.56mMmone) B cyxomy aumetundopmamig (10mn) gogasanu
rigpoxnopua  (1-(3-aumeTtvnamiHo)nponin)-3-eturnkap6ogiimigy (0.324rpam, 1.69mMMornb) i ogepKaHwn  pPO3YUH
nepemilyBann Ha npoTasi Houi. Cymiw possoamnu 50mn Bogun i 50mn 1N po3unHy rigpokcuay HaTpito i ekcTparyBanm
etvnauetatom. O6'egHaHi ekcTpaktn npomuBany 1N po3uvHOM rigpokcvay HaTpilo, BOAOK i HAaCUYEHUM BOAHUM
PO34YMHOM XIOpMAY HaTPilo, CYlMnn Hag cynbdatom HaTpito, inbTpyBany i KOHLEHTPYBanu, OAEPXKYIOYM Macro, SKe
ouvwann  3a gornomorold  xpomaTtorpadii  Ha  cunikareni, BWMKOPUCTOBYIOMM B SAKOCTI  enoeHTy 5%
MeTaHon/mMeTuneHxnopua. lNepekpuctanizoByBanu 3 cymilli eTunaueTtat/rekcaH ogepxytoun 6ini kpuctamm (0.116r).
Tnn. 91-93°C; EnemeHTHMIA aHani3 po3paxoBaHo ans C1gH16N302Cl: C, 64.50, H, 4.56; N, 11.88. 3HangeHo: C, 64.38; H,
4.58;N,11.97.

MPUNKNAL 247

N-[[4-(OumeTnnamiHo )dpeHinMeTun]-2-(4-cbropdeHokcn )-3-nipnamHkapbokcamia

HOo posunHy 1.00r (2.96mMmorb) N-(4-amiHOBeH3un)-2-(4-cbTopdeHoken)HikoTMHamigy B 20mMn aueToHiTpuny
popasanu 1.44mn (17.8mmons) BogHoro 37% po3uvnHy dopmansgerigy nicns yoro pgogasanu 0.558r (4.45mmornb)
NaCNBHs. lMicna nepemiwyBaHHsa Ha npoTasi 16 rognMH nNpu KiMHaTHIN TemnepaTypi, CyMill MiAKUCOBaNM, PYNHY0UMN
s3anmwok NaCNBH3 i yacTtkoBo BigraHamm aueTtoHiTpun. 3anuwok gosoamnu go pH 6-7 i notim ekctparyBanu EtOAc
(2x200mn). O6'egHaHi ekcTpakTM NpPOMMBaNIM HaCUYEHUM BOOHWMM pPO3YMHOM rigpokapboHaTy HaTpito (1x100mn),
HacM4YeHMM BOOHUM pO34MHOM Xropuay Hatpito (1x100mn), cywmnu (NaxSOs) i pO3UMHHKK BigraHanu nig BakyymMoM,
ofepxytoun 1.55r macrna. Ouvwanu 3a gonomoroto dnetu-xpomartorpadii, BUKOPUCTOBYOUM B sikocTi entoeHTy 40%
EtOAc-rekcaH, ogepxytoun 992Mr macna, sike noBiflbHO OTBEPAINO NpU CTOSHHI. Po3TMpanu 3 rekcaHom ogepxytoun
872mr (Bnxia 81%) BkasaHOT B 3aronoeky crnonyku, y surnagi 6inoi teepgoi pevosuHu. Tnn. 99.5-101.5°C. EnemeHTHUN
aHanis pospaxoBaHo gnsa C21HxoN3O2F; C,69.03; H, 5.51; N, 11.50. 3HangeHo: C, 69.32; H, 5.52; N, 11.58.

MPUKNAL 248

2-(4-dTOpdheHokcm)-a-[2-(4-meTokcndeHin)eTmn|-3-nipuaMHMeTaHon

PosunH 0.250r (1.15mmonb)  2-(4-cropdeHoken)-3-nipuanHkapbokcansgerigy B 5mn  TeTparigpodypaHy
oxonomxysanun go TemnepaTypy -78°C i no kpannsm Ao Hboro gogasanu 1.0mMn po3uvHy peareHTy [puH'apy,
oaepxaHoro 3 2.62r (15.3mmonb) 1-(2-xnopetun)vetokcnbensony i 0.559r (23.0mMmonb ) marHieBoi cTpykku B 13mn T O.
Micna 2 roanH nepemiwyBaHHa gogasanu 0.5mn peareHTy [puH'Apy i cymilw racumm, Jogarum 2Mn1 HaCMYeHOro BOAHOIO
po3unHy NH4Cl. lMicnsa HarpiBaHHsa 0o KiMHaTHOI TemnepaTypu cymiw posginanu mik 50mn soamn i 200mn EtOAc, i
BiJOKPEMIEHWA OpraHiYHWi Lap NPOMMBaNM HaCUMYeHVM BOLHUM PO3YMHOM rigpokapboHaTy HaTpito, Hacu4YeHUM
BOAHUM pO34MHOM xropuay Hatpito, cywmnm (Naz2SOs) i po3umHHMK BigraHanu nig BakyyMom ogepxytoum 0.53r
©6e36apBHOro macna. [esi ouMcTkuM 3a gonomoroto crneL xpomatorpadii, BAKOPUCTOBYIOUM B AKOCTi entoeHTy 25% EtOAc-
rekcaH i 25% edip-tonyon, BignoBiAHO, NpMBOAUNU A0 oaepxaHHa 339mr (Buxig 64 %) BkasaHOi y 3arofnoBKy CNOMyKu,
wo mana surnag macna. MS; m/e 354 (M++1 )-

MPUKNAL 249

1-[2-(4-PTOpPbeHoKCn)-3-NipnanHin]-3-(4-veTokcndeHin)-1-nponaHoH

Po3unH 353mr (1.00mMmorb) 2-(4-dtopdeHokcn)-a-[2-(4-meTokcudeHin)etun]-3-nippguHemeTtaHony 5Mn aueToHy
oxonomkyeanu go 0°C i o6pobranu 1.6mn (2.00MMornb) 1.25M po3uiHom peareHTy Jones. Cymill MOCTYNOBO Harpisanm
00 KIMHaTHOI TeMnepaTypu i NOTiM racunu, goaatum 5mn isonponaHony. 3anuuwok Biaginanu inbTpyBaHHSM, inbTpaT
BiAraHANM Nig BaKyyMOM i 3anMLLOK po3dinanu Mk 50 Mn Hacu4eHOro BOAHOIO PO34unHy rigpokapboHaTy HaTpito i 100mn
EtOAc. BipgineHi opraHiyHi wapn o6'egHyBanm 3 100mn EtOAc, noBTOpHO BigAiNAnM BOAHMIA LWAp, NMpoMuBanu
HacU4eHMM BOOHWM pO34MHOM xnopuay Hatpito (50mn), cywmnm (Na2SOs) | pO3YMHHVK BigraHanW nig BakyyMOM.
3anuLUoK po3Typanu 3 rekcaHom, oaepxyroun 271mr (Buxia 77 %) BkazaHoi B 3aronosky cnonyku, Tnn. 73-74°C. 'H AMP
(CDCl3) 5 3.03(2H,1,J=7Twu),3432H,t,J=7Tu),3.78 (3H,c),6.75-7.18 (9H, m), 817 (1H, pa, J =2,8 'w),),
8.25 (1 H, oo, J = 2, 4 lu); EnemeHTHWMI aHani3 pospaxoBaHo and C21H1sNOsF+0.25 H2O: C 70.87; H, 5.10; N, 3.94.
3Hanpero: C,70.88; H,4.79; N, 3.79.

MPUNKNAL 250

3-(2-XnopdeHin-1-[2-(4-dpropceHokcn)-3-nipuanHin]-1-1ponaHoH

PosunH 226mr (0.496mmorb) T-OytMnoBoro ectepy  a-[(2-xnop deHin)metnn]-2-(4-ropdeHokcn)-B-okco-3-
NipMAVHNPONaHOBO| KMCNOTU B 5MN TpMATOPOLTOBOI KUCNOTN NepeMillyBany npu KiMHaTHIiA TemnepaTtypi Ha npoTssi 4
roauH. PO34YMHHMK BigraHanM nig BakyymMOM | 3anuuwok possoaunuM 5wvn Tonyony, HarpiBanu i3 3BOPOTHIM
XONOAWIbHMKOM Ha MpoTA3i 2 rOAMH | PO3YHHMK BigraHsnu nig BakyymMom. 3anuwok po3uunHanu B 100mn EtOAc,
LWBNOKO NMPOMMBANM HacMYeHUM BOOHWIA PO34MH rigpokapboHaTy HaTpito (1x50Mn) i Hacu4eHUM BOOHUM PO34YMHOM
xnopuay Hatpito (1x50mn), cywmnun (Na2SOs) i po3uMHHMK BiAraHSNW nig Bakyymom ofdepxytoum 125mr macra. Macno
ounwann 3a JornomMmorol dnew xpomatorpadii, BUKOpUCTOBYOUM B siKOCTi entoeHTy 40% edpip-rekcaH, ogepxyoun
120Mmr (B1xiA 68%) BKkasaHOi B 3arorioBKy Conyku, y BUMsAi Ges6apeHoro Macna. 'H AAMP (CDCls) 8 3.20 (2 H, 1,J=8
ly), 349 2 H,7,J=8Twu),7.06-7.32 (9H, m), 819 1 H,pa,J =2,7Tu).825 (1 H, aa,J =2, 5Tu); MC (m/e) 356,358
(M +1).

Cnonykun onmcaHi B NMPUKNAOAX 251-255 opepxyBanu BignosigHo Oo meToauku onuvcadin B MPUKIIALlI 250
3aMmiHtouM cnonyky onuncaHy B NMPUTOTYBAHHI 60 BignosigHum cybctpatoM. MaccnekTpu 3HiMarm 3a JOnoMOroro
Tepmocrpen meToay.

MPUKNAL 251

1-[2-(4-DTopdeHOKCH)MipnanH-3-in}-3-(4-cbropdoeHin)nponaH-1-o4 'H AMP (CDCls) 8 3.07 2 H, 1, J =7 Tw), 3.45 (2
H,7,J=7Tu), 6.92-7.20 (9 H, m), 8.18 (1 H, aa, J=2,8 'u), 8.25 (1 H, aa, J =2, 5 'u); MC (m/e) 340 (M'+1).

MPUKNAL 252

1-I'-(4-dTopdeHoken )nipnanH-3-in|-3-(4-tpudtopmeTundeHin)nponaH-1-oH

Tnn. 94-95°C; EnemeHTHUI aHani3 po3paxoBaHo ana CziHisF4aNO2: C, 64.78; H, 3.88; N, 3.60. 3HangeHo: C, 64.44;
H, 3.93; N, 3.45.

MPUWKNAL 253

1-[2-(4-PTOpheHOoKCH)NipuanH-3-n)-3-(4-TpudbTopmeToKkcMdeHiN)nponaH-1-oH



Tnn. 79-81°C; EnemeHTHMIA aHani3 po3paxoBaHo ana CziHisF4aNOas: C, 62.23; H, 3.73; N, 3.46. 3HangeHo: C, 62.11;
H,3.77; N, 3.57.

MPUKIAL 254

3-(3,5-OndpropceHin)-1-[2-(4-propdeHoken )nipnanH-3-injnponaH-1-oH

Tnn. 69-70°C; EnemeHTHMIA aHani3 po3paxoBaHo anst C21H1sF3NO2: C, 67.22; H, 3.95; N, 3.92 3HangeHo: C, 67.19;
H,3.74; N, 3.92.

MPUNKNAL 255

1-[2-(4-PTOopbeHoKCH)NipnanH-3-n]-3-(2.4.6-TpudTopdeHin)nponaH-1-oH

Tnn. 84-85°C; EnemeHTHMI aHani3 po3paxoBaHo ana CxoH1sF4aNO2: C, 64.00; H, 3.49; N, 3.73. 3HangeHo: C, 64.07;
H,3.31; N, 3.66.

MPUNKNAL 256

1-[2-(4-PTOpheHoKCH)-3-NipnanHin]-3-deHin-1-ponaHoH

[Ho rigppuay HaTpito ogepxaHoro npomusaHHam 351mr (7.73mmonb) 50% aucnepcii rigpugy HaTpito B MiHepansHOMY
Macni neHTaHom, gogasarm 10 mn gumetundopmamigy nicns yvoro gopasanu 867mr (7.73mmornb) n-dropdeHony.
Micna npunuHeHHsA BUAINEeHHS BOAHIO A0 cyMiwi aogasanu 886mr (3.87mMonb) 1-(2-cTopnipnanH-3-in)-3-ceHinnponaH-
1-0H, Wwo 6yB pO34YnHEHW B MiHIManbHin kinbkocTti AM®A. Cymiw Harpisanu npu Temnepatypi 80°C npotarom 3 rogwH i
PO3YMHHUK BigraHanu nig sakyymom. OgepxaHuim 3anuwok posginamm mixk 200mn edipy i 50mn BogHoro 1N posunHy
rigpokemay HaTpito i BiAOKpEeMNeHnin opraHiyHMin wap npommeanu sBogHum 1N posuuHoM rigpokevay HaTtpito (1x50mn),
HaCU4YeHMM BOAHMM PO34YMHOM Xropuay HaTpito (1x100Mn), cylumnm Haa cyrnbdaToM HaTpito i PO3YMHHUK BigraHsanu nig
BakyymOoM ofepxytoumn 1.16r 6inoi TBepaoi peyoBuHu. MNepekpuctanizoByBanu 3 rekcaHy ogepxytoumn 1.06r (Buxig 85%)
BKa3aHOI B 3arofioBKy Cnonyku, y surnaai 6inoi tesepgoi pevosuHu, Tnn. 82-83°C. EneMeHTHUI aHanis po3paxoBaHo And
C20H16FNO2: C, 74.75; H, 5.02; N, 4.36. 3HaiigeHo: C. 74.63; H, 4.97; N, 4.31.

Cnonykun onmcaHi B NMPUKNAOAX 257-270 opepxyBanu BignosigHo Ao meToauku onuvcadin B MPUKIIALlI 256
3amiHtotoum cnonyky onuncany B NMPUTOTYBAHHI 63a signosigHum cybctpaTom, i Konu BkaszaHo 3-riapoKCunipuamH Ha n-
dTopdeHon. MpoaykTv ouvwanu 3a AONOMOro pPO3TUPaHHA NPOAYKTIB i/fabo dnew-xpomartorpadieto. MaccnekTpu
3HiManm 3a gornomoroto APCI meToay.

MPUKNAL 257

3-®eHin-1-[2-(nipnanH-3-inokev)nipnanH-3-injnponaH-1-oH

Tnn. 45-46°C; EnemeHTHUI aHani3 po3paxoBaHo anst C1oH1eN202: C, 74.98; H, 5.36; N, 9.20. 3HangeHo: C, 74.80;
H,5.35;N,9.11.

MPUKNAL 258

3-(4-PTOpheHin)-1-[2-(nipnanH-3-inokcm)nipuamH-3-injnponaH-1-oH

Tnn. 62-64°C; EnemeHTHUI aHania po3paxoBaHo gna CioH1sFN202: C, 70.80; H, 4.69; N. 8.69. 3HangeHo: C, 70.55;
H, 4.80; N, 8.69.

MPUKNAL 259

1 -[2-(4-PTOpdheHOKCM)NipUaMH-34n]-2-meTnn-3-deHinnponaH-1-oH

H AMP (CDCl3) 8119 3 H, 4, J=7Tu), 292 (2 H, ABX Jas= 13 Ty, Jax=6 'y, Jex= 8 I'y), 3.87-3.94 (1 H, m),
7.02-7.24 (10 H,m),7.95 (1 H,a8,J=2,7Tu),819 (1 H,aa, J=2, 5 Tu); MC (m/e) 336(M"+1).

MPUKINAL 260

2 Metun-3-®eHin-1-[2-(nipyamH-3-nokcn)-nipuanH-3-injnponaH-1-oH

'H AMP (COClz) 8120 (3H,8,J=1Twu),2.93 (2 H, ABX, Jag =14 Ty, Jax=7 'y, JBx— 8 y), 3.86-3.95 (1 H, m),
7.06-7.49 (8 H, m), 7.94-7.97 (1 H, m), 8.16-8.18 (1 H, m), 8.47-8.50 (2 H, m); MC (m/e) 319 (M"+1).

MPUKNAL 261

1 -[2-(4-DTOpdheHOoKCH)-NipnanH-3-in]-3-ceHinbytaH-1-oH

H AMP (CDCI3)61.31 (3H,48,J=7Tw),3.30-3.52 (3H, m), 7.02-7.27 (10 H,m), 8.01 (1 H, pa,J =2,8 '), 8.20 (1
H, aa, J = 2,5 u); MC (m/e) 336 (M*+1).

FIPVIKJ'INJ, 262

3 PeHT-1-[2-(nipnguH-3-inoken)nipnanH-3-in]éyraH-1-oH

'H AAMP (COCl3) 8 1.31 (3 H, A, J =7 'y), 3.32-3.52 (3 H, m), 7.06-7.53 (8 H, m), 8.05 (1 H, an, J =2, 8 '), 8.19 (1
H,pa,J=2,5Tu),8.49-8.51 (2 H, m); MC (m/e) 319 (M"+1).

MPUKINAL 263

3-[4-(1-Tigppokcm-1-meTuneTvn)deHin]-1-[2-(NipuanH-3-inoken )nipuauH-3-injnponax-1-oH

'H AAMP (CDCls) & 1.54 (6H, c), 1.88 (1 H, wc), 3.07 (2 H, 1, J=8Tw), 344 (2 H,1,J=8Tw), 7.11-7.55 (7 H, m),
8.17-8.21 (2 H, m), 8.21-8.49 (2 H, m); MC (m/e) 345 (M"+1-18 (H20)).

MPUNKNAL 264

1-[2-(4-PTOpbeHOKCH)NipnanH-3-in]-2-deHineTaHoH

Tnn. 81-82°C: EnemeHTHUIA aHani3 po3paxoBaHo anst C1oH14FNO2: C, 74.26; H, 4.59; N, 4.56. 3HangeHo: C. 74.13;
H,4.61; N, 4.56.

MPUKNAL 265

1-[2-(4-DTOpheHOoKCeH )nipuaH-3-in]-2-deHOKCMe TaHoH

Tnn. 105.5-106.5°C; '"H AMP (CDCl3) § 5.34 (2 H, ¢), 6.73-7.28 (10 H, m), 8.28-8.33 (2 H, M);MC(m/e)324(M"+1).

MPUNKNAL 266

2-(2-XnopdeHokcu )}—1-[2-(4-dpropcpeHokan)nipnanH-3-inletaHoH

Tnn. 92-93°C; EnemeHTHMn aHania pospaxoBaHo ans CiH13NOsCIF: C, 63.79; H, 3.66; N, 3.91. 3HangeHo: C,
63.43; H, 3.52; N, 3.94.

MPUNKNAL 267

1-[2-(4- ¢Topq)eHOKcm)n|pMp,MH 3-in]-3-cbeHinnponaHoH

Tnn. 110-111°C; 'H AMP (CDCI3) 07.07-758 (11 H,m), 775 (1 H,a,J=16Tu),813 (1 H,an,J=2,7Tu),827 (1
H,na, J =2, 5Tu); MC (m/e) 320 (M +1).

MPUNKNAL 268



BeH3odypaH-2-in-[2-(4-cTopdeHokcn )nipuanH-3-in)MeTaHoH

Tnn. 102-103°C; EnemeHTHMIA aHani3 po3paxoBaHo ana CxoH1NOsF: C, 72.07; H, 3.63; N, 4.20. 3HangeHo: C,
71.84;H,3.43;N,4.15.

MPUNKNAL 269

[2-(4-DTOpdeHoKken)nipuanH-3-in]-(1H-ingon-2-in)MeTaHoH

Tnn. 169-170°C; '"H AMP (CDCl3) & 7.04-7.17 (7 H,m), 7.36 (1 H, aa, J = 1,8 w), 7.46 (1 H, A J=8Twu),7.67(1
n,J=8rmru),795(1H,a00,J=2,8Iu),828(1H,an,J=2,5Tu), 920(1 H, c); MC(M/e)333(M +1).

MPUKNAL 270

1-[2-(4-DTOopdheHoKCen )nipuanH-3-n|-2-(MeTMndeHinamiHo )eTaHoH

Tnn. 126-128°C; 'H SAMP (CDCl3)53.10(3H,c),4.85(2H,c),6.61-6.73 (3 H, m),7.09-7.21 (7 H, m), 8.22 (1 H, ap,
J=2,8Tw),8.27 (1H,aa, J=2,5Iy); MC (m/e) 337 (M"+1).

MPUKNAL 271

1-[2-(4-®TOphbeHoKen)-3-NipuanHin]-3-rigpokcn-3-deHin-1-1ponaHoH

Po3uunH 0.114mn (111mr, 1.10mmorb) giidonponinamiHy B 8Mn TeTparigpodypaHy oXonopKysanu 4o TemnepaTtypm -
78°C i no kpannsam pgo Hboro popasanu 0.440mn (1.10mMmomb) 2.5M posumH H-6ytunnitito B rekcaHi. [Micns
nepemiwyBaHHa Ha npoTta3i 30 xBUNMH OO0 cymiwi no kpannmsm gopasanmu poddnH 231mr (1.00mmonb) 1-[2-(4-
dTop dheHoken)-3-nipnanHinjetaHoHy B 2mn TeTtparigpodpypaHy. llicna nepemiwyBaHHs Ha npoTssi 30 xBMnvH Ao
ofepxaHoi cymiwi gogasanu 0.112mn (1.07mMmonb) GeH3anberigy i ogepxaHy cymil nepemiwysany 1 roanHy. Cymiw
racunu gopaBaHHAM 2Mn HacuudeHoro po3umHy NH4Cl i noctynoBo HarpiBanu [o KimHaTHOI TemnepaTypu. Cymiw
po3ginsanu Mk 50mn HacuyeHoro BogHoro po3umHy NH4Cl i 300mn EtOAc. BigaineHun opraHiyHuin wap npoMuBanmu
50Mn HacMyeHOro BOAHOIO PO34MHY rigpokapboHaTty HaTtpito, 50MN HAacM4YeHOro BOAHOMO PO34YMHY Xopuay HaTpito,
Cywmnn Hag cynbdgaToM HaTpitlo i PO3UMHHMK BigraHANM nig BakyyMoM ogepxyiounm 259mr macna. Ouvwanu 3a
gonomoroto new-xpomaTtorpadii, BMKOpVICTOBy}OLII/I B sikocTi entoeHTy 40% EtOAc-rekcaH 211mr (Buxig 63%), B<asaHoi
B 3aronioBKy CMOMyku, y BUrmsaai macrna. H AMP (CDCI3) 6 3.23 (1 H, wc), 3.54-3.56 (2 H, m), 5.34-5.37 (1 H, m), 7.07-
7.41 (10 H, m), 8.21-8.26 (2 H, m); APCI MC (m/e) 338 (M'+1).

MPUKNAL 272

1-[2-(3-Mipnannokev )-3-nipuamHini-3-rigpokcv-3-OeHin-1-1ponaHoH

'H AMP (CDCl3) & 3.29 (1 H, wc), 3.52-3.57 (2 H, m), 5.35-5.38 (1 H, m), 7.13-7.51 (8 H, m), 8.23-8.26 (2 H, m),
8.46-8.49 (2 H, m); APCI MC (m/e) 321 (M"+1).

MPUNKNAL 273

A-[2-(2-XnopdeHin)etnn]-2-(4-cdbropdeHokcn)-3H1ipuanHMeTaHoN

Po3unH 76.0mr (0.214mmonb) 3-(2-xnopdpeHin)-1-[2-(4-dropdeHoken)-3-nipuamHinl-1-nponaHony B 5Mn meTtaHony
oxonoaxyesanm go 0°C i o6pobranm 8.0mr (0.21mmonb) NaBH4. Cymiw nepemiwyBanu Ha npotsasi 30 xBunuH npu
Temnepatypi 0°C i racunu gopgaBaHHsaM 1mn BogHoro 1N po3uMHy XIOPBOAHEBOT KUCMOTU. PO3YMHHUK BigraHsmm nig
BakyyMOM i 3ammwok posginam Mk 100mn EtOAc i 50mn HacMyeHOro BOOHOrO PO3YMHY rigpokapboHaTy HaTpito.
OpraHivyHnn wap MPOMMBANN HaCAYeHUM-BOAHUM PO3YMHOM  XTopuay HaTpilo, cywmnu Hag Cyﬂb(baTOM Hanno i
PO3YMHHUK BiAraHANM Mg Bakyymom oaepkytoumn 79mr (100%) BkasaHoi B 3aronosky CNoNykK, y BUMsaAai macna. H AamP
(CDCl3) 85 2.10-2.32 (2 H,m),2.35(1H,a,J=6Tu),2.83-3.08 (2 H, m), 5.06-5.15 (1 H, m), 7.01-7.33 (9 H, m), 7.85 (1 H,
an,J=2,7Tru),8.05(1H,aa, J=2.5Tu); tepmocnpeit MC (m/e) 358 i 360 (M"+1).

Cnonyku ommcaHi B NMPUKINAOAX 274-276 opepxyBanu BignosigHo 0o Mmetoauku onucadin B MPUKIAOI 273
3aMmiHto4umn 3-(2-xnopdeHin)-1-[2-(4-cbTopdeHokcn)-3-nipnanHin]-1-nponaHon BignoBiaHYM cydocTpaToMm.

MPUKNAL 274

1-[2-(4- ¢Topq3eH0Kcm)n|pm,q|/|H 3-in]-3-(2,4,6-TpucpropdeHin)nponaH-1-on

Tnn. 90-91°C; 'H SAMP (CDCls) 6 2.00-2.20 2 H,m), 231 (1 H, g,J =5Tu), 2.712.90 (2 H, m), 4.98-5.08 (1 H, m),
6.56-6.61 (2 H, m),6.99-7.10 (5H,m), 7.81 (1 H, g, J =1,8Tu), 8.02 (1 H, on, J =2, 5Tu); Tepmocnpenn MC (m/e) 378
M +1).
( FII)DVIKJ'IAD, 275

1-[2-(4-PTOpheHOoKCH)NipuanH-34n1~3-PeHinnponaH-1-on

'H AMP (CDCl3) 8 2.10-2.25 (2 H, m), 2.20 (1 H,wc), 2.72-2.92 (2 H, m), 5.01-5.09 (1 H, m), 6.99-7.30 (10 H, m),
7.79(1 H,an, J=1,7Tu),8.03 (1 H,aa, J=2, 5 u); AMP| MC (m/e) 324 (M"+1).

MPUNKNAL 276

3-®eHin-1-(2-nipugnH-3-inokcn)nipnanH-3-injnponan-1-on

'H AMP (CDCl3) & 2.08-2.23 (2 H, m), 2.60 (1 H, wc), 2.73-2.89 (2 H, m), 5.07-5.12 (1 H, m), 7.04-7.48 (8 H, m),
7.86-7.89 (1 H,m),8.01 (1 H, a0, J=2,5Tu), 8.40-8 43 (2 H, m); AMPI MC (m/e) 307 (M"+1).

MPUKNAL 277

(E)-2-(4-PTOpdheHokcn)-3-[3-(4-meToKCMdeHIN)-1-nponeHin]nipnanH

Cymiw 0.97r (2.7mMmmomb) 2-(4-dpTopdpeHoken)-a-[2-(4-meTokcudpeHin)etmn]-3-nippgnHmetanony, 0.93r (3.9mmons)
peareHTy Bypreca i 20mn 6eH30ny HarpiBanu i3 3BOPOTHIM XONOAMMbHMKOM Ha NpoTasi 4 roguH. OxonoaxeHy cymill
po3ginanu mbk 300mn EtOAc i 100Mn HacM4YeHOro BOAHOMO pO34MHY rigpokapboHaTy HaTpilo i BiAAiNeHi opraHivHi wapwu
npomuBanu 100mMn HacMYeHUM BOAHUM PO3YMHOM XIOpUAY HATPito, CyWMNM Had cynbdaToM HaTpilo i PO3UYMHHUK
BigraHanu nig BaKyyMOM  OfiepXyioun 1.10r macrna. Macno ounwanu 3a [Jonomorow dne- xpomaTorpacbi'l'
BMKOPMCTOBYIOYN B AKOCTI emoeHTy cymiw 15% EtOAc-rekcaH, ogepxyioun 0.39r (Buxia 42%), BkasaHOi B 3arofioBKy
CMoNyku, Wo Mara eumsa macna. 'H AMP (CDCls) 8 3.60 (2 H, i, J =7 ), 3.82 3 H, ¢), 6.48 (1 H, AT, J = 7, 16 'w),
6.78(1H,n,J=16Tw),6.86-7.189 H,m),7.79(1 H,88,J=2,8T1), 799 (1 H, g, J =2,5Tw).

Cnonyky onucaHy B NMPUKIIALI 278 ogoepxysanu Bip,nOBi,qu [0 MeToaMKuU onmcaHi|7| B NMPUKJIALI 277 3amiHiooum
2-(4-dpropdeHokcu)-a-[2-(4-meTokemdeHin)eTun]-3-nipuaMHMeTaHon BigNOBIAHM CUPTOM.

MPUKNAL 278

gE)-Z-(4-(DTOp(DeHOKCVI)—3—[3-CbeHiJ'I-1-I'IpOI'IeHiJ'I]I'IipVI,D,VIH

H AMP (CDCI3) 6 3.62 2H,a,J=7Tw), 651 (1H,a1,J=7,16Tu),6.81 (1H, a,J=16Tw),6.83-7.35 (10 H, m),
778 (1H,na,J=2,8Twu),8.00(1H,aa, J=2,5Tu); AMPI MC (M/e)306(M"+1).



MPUKNAL 279

ciH-3-[1,2-Aurigpokcmn-3-(4-meTokcudeHin)nponin]-2-(4-dpropdeHoKcn nipnanH

[o cymiwi 161Mmr (1.19mmonb) N-meTunmopdonw-N-okengngpaty, 0.175r (0.0175mmonb) 2.5% posumHy OsO4 B T-
OyraHoni, 0.6mn aueToHy i 0.4mn Boan popasanu 200mr (0.596mmornb) (E)-2-(4-dTopdheHokcn)-3-[3-cheHin-1-
nponeHinjnipngnHy po3vmHeHoro B 2mn aueTtoHy i B 0.5mn Boau. Cymiw nepemiwyBanu Ha npoTssi 16 roguH npwm
KiMHaTHIN TemnepaTypi nmicns 4Yoro 4o cymiwi gogasamm 5r tBepgoro cynbdiTy Hatpito. CycneHsito nepemiwyBanu Ha
npoTasi 5 xBUNWH i 3anNULIOK BIAAINANN QinbTpyBaHHAM npomusatoum 100mMn aueToHy. ®inbTpaT KOHUEHTPYBanu nig
BaKyymMOM i 3anuwok po3ginanu mbk 100mn EtOAc i 50mn Hacu4eHOro BOOAHOTO pO34nHy xriopuay HaTpito. OpraHiyHun
wap Bigainanu, ob'egHyBanyn 3 100mn EtOAC, Skuii BUKOPUCTOBYBANM AJ19 MOBTOPHOIO MPOMWBAHHSA BOAHOTO LUApY,
cywmnu (Na2S0s4) | pO3YMHHUK BigraHsamm nig Bakyymom ogepxytoun 195mr 1Bepaoi pedosuHu. [Nepekpuctanisosysanu 3
Tonyony opepxytoun 140mr (Buxia 64%) BkasaHOi B 3aronoBKy CMonyku y Bumsgi 6inoi teepgoi pevosuHu, Tnn. 125-
126°C.'H AMP (CDClz) p 213 (1H, 8, J=4Tu),287(2H,1,J=6Tu),294(1H, a,J=6Tu),3.78 (3H, c), 4.05-4.14
(1H,m),5.02(1H,1,J=5T1),6.80-7.16 (O H,m),7.89 (1 H,an,J=2,7Tu),808 (1H,a88,J=2,4Tu).

Cnonyky onucaHy B NMPUKIALI 280 ogepxysanu BignosigHo Ao metoauku onucaniv B NMPUKITALI 279 3amiHiooun
Bi4MOBIgHMA BUXIAHWI MaTepian.

MPUKNAL 280 ciH-3-(1,2-Avrigpokcn-3-deHinnponin]-2-(4-dTopdeHoKcn)NnipuamH

Tnn. 125-126°C; EnemeHTHUIN aHani3 po3dpaxoBaHo anga CxoH1sNOsF: C, 70.78; H, 5.35; N, 4.13. 3HangeHo: C,
70.68;H,5.19; N, 4.24.

MPUKNAL 281

3-[(BeHnannokcmMeTnn]-2-(4-cdbropcheHoken )nipuamH

HOo cycnensii 122mr (2.53mmonb) 50% Aawvcnepcii  rigpugy HaTpito B MiHepanmbHoMmy macni B 10mn
aumeTundopmamigy gogasanu S500Mr (2.30mMMornb) 2-(4-cropdeHoken)-3-nipuanHMeTaHony nicnsa 4oro godasanu
0.343mn (396Mr, 2.53vmonb) 4-meTokcmbeHsunxnopuay 420mr (2.53mmonb) Kl. Micna nepemiwyBaHHa Ha npoTasi 1
roAVHU MpW KiIMHaTHIA TemnepaTypi, cymiw po3ginany Mk 100mn Boam i 100mn EtOAc. BiggineHi opraHiuHi ekctpaktm
NpPoOMMBaNM HaCMYEHUM BOAHUM PO3YMHOM Xxnopugy HaTpito, cywmnm (Na2S04) i pO3UMHHUK BigraHaM nig BakyymMoMm
ogepxytoun 949mrxoBToro macna. Ounianu 3a JonomMoroto dneLu-xpomaTtorpadii, BAKOPUCTOBYIOUM B SKOCTi €HEHTY
cymiw 20% EtOAc-rekcaH, ogepxytoun 552mr 6e3bapBHoro macra, sike OTBEPAINO Npu CTOsHHI. Po3tupamm 3 rekcaH
ofepxytoun 464mr (Buxig 59%), BkasaHOi B 3aronosky Crnonyku, y surnagi 6inoi teepaoi pevosuHy, Tnn. 49-50°C.
EnemeHTHUN aHani3 pospaxoBaHo anst CooH1sNOsF: C, 70.78; H, 5.35; N, 4.13. 3HangeHo: C, 70.79; H, 5.09; N, 4.03.

MPUNKNAL 282

1-(2-(4-PTopdheHOKCH)-3-NipnanHin)-3-(4-meTokeucbeHin)nponax

[o posunHy 60mr (0.18vmornb) (E)-2-(4-dpropcbeHokcn)-3-[3-(4-meTokeundpeHin)-1-nponeninjnipnamiy B 50mn
eTaHony gopgasanu 50mr 10% Pd/C i cymiw rigpyBanu npu Tucky 45nci B anapari lNappa npoTsirom 2 roguH. Katanisatop
BigAiNANM inbTpyBaHHAM i inbTpaT KOHueHTp¥BaHM nia Bakyymom opgepxytoum 50mr (Buxig 83%) BkaszaHoi B
3aronoBKy cronyku, y surmsgi 6esbapeHoro mana. H AMP (CDClI3) 6 1.92-2.06 (2H,m), 2.67 2 H, 1, J=8Twu), 2.75 (2
H,1,J=8Tu),3.80 (3H,c),6.82-714 (9H,m), 752 (1 H, pa,J=2,7Tu), 799 (1H, aa, J=2,5T); Tepmocnpenn MC:
m/e 338 (M"+1).

MPUKNAL 283

N-(2-Xnop6eHann)-2-(3-meTokCMEeHOKCH )HIKOTUHaMIA,

o po3unHy 2-(3-meTokcndeHoken )HikoTHOBOI kncnot (0.300rpam, 1.224Mmonb ), 2-xnop6eHsnnamiy (0.166rpam,
1.160mmonb) i 1-rigpokcnbeHsotpuasonrigpaty (0.173rpam, 1.283mmonb) B cyxomy aumeTtundopmamigi (30mn)
popasanu rigpoxnopug (1-(3-ammeTvnamino)nponin)-3-eTurnkapoogiimigy (0.269rpam, 1.399MMornb) i ogepKaHnii po3ymH
nepemillyBanu Ha npoTs3i Houi. Cymiw po3sogurm 200mMn Boau i ekcTparyBanu etunauetatoMm. O6'egHaHi ekcTpakTn
npoMuBanu BOOOK i HACMYEHUM BOAHVMM PO3YMHOM XIOPUAY HaTPilo, CYWMnU Hag cynbdaToM marHito, dinbTpyBanm i
KOHLEHTpYBanu, O4epXyloun Macrio, sike ouvlliany 3a [OornoMorot xpomaTtorpadii Ha ouinikareni, BUKOPUCTOBYHOUMN B
akocTi entoeHTy cymiw 30% eTvnaueTat/ rekcaH, OAepPXY4M Macno, ske oteepAino npu ctosHHi (0.300r). Tnn. 71-74°C;
EnemeHTHUN aHani3 po3paxoBaHo anst CoH417N203Cl: C, 65.13; H, 4.65; N, 7.60. 3HangeHo: C,64.94; H, 4.69; N, 7.63.

MPUNKNAL 284

N-[4-(1-Tigpokcun-1-veTnnetTn)oeH3nn]2-(1-okco-iHaaH-4-NoKCU HIKOTUHaMIL

o po34nHy  2-(1-okOoC-HAaH-4-iNMMETOKCM)HIKOTMHOBOT  KMCMOTU (0.220rpam, 0.818mmornb), 2-(4-
amiHomeTundeHin)nponax-2-ony (0.128rpam, 0.779Mmmone) i 1-rigpokcubeHsotpmasonrigpaty (0.116rpam, 0.857MmMornb)
B cyxomy aummetundopmamigi (30mn) popmasamm rigpoxnopua  (1-(3-gumeTunamiHo)nponin)-3-eTunkap6ogiimig
(0.1795rpam, 0.935mMmonb) i odepKaHWW PO3YMH nNepemiwyBanyu Ha npoTasi Houyi. Cymiw po3BOAMIM BOAOK |
ekcTparyBanu etunaueTtatom. O6'egHaHi ekCTpakT npoMuBanuM BOAOK i HaCMYEHUM BOAHMM PO3YMHOM Xropugy
HaTpito, cywmnuM Hag cynbdatoM MarHito, inbTpyBanu i KOHUEHTpYBanu, OAepXKYluM Macro, sike owlanu 3a
gornomorolo xpomaTorpadpii Ha cunikareni BMKOPUCTOBYIOYM B SAKOCTI enioeHTy cymiw 60% etunauetat/rekcaH,
ofepxytoumn xoBTy TBepay peyosuHy (0.078r). Tnn. 145-147°C; EnemeHTHW aHania po3paxoBaHo Ansa CosHaN20s: C,
72.10;H,5.81; N, 6.73. 3HangeHo: C,71.79;H,5.67; N, 6.61.

MPUNKNAL 285

N-(4-AueTmndeHsunn)-2-(4-propdeHoKen)HIKOTUHaMIA,

Po3unH 2-(4-dropdeHokcn)-N-[4-(2-meTnn[1,3]aiokconan-2-in)beHsnnlHikoTmHamigy (1.2rpam, 2.9mmornb) B 2N
poO3uMHi xnopsoaHeBoi kucrnom (3.7mn, 7.35Mmonb) i TeTparigpodypaHy (30Mn) nepemiwyBanu npu KiMHaTHIN
TemnepaTtypi Ha npoTsasi 3 roamH. Cymiw po3Boanu 100mn Boau i ekctparyBanu etunaueTtatom. O6'egHaHi ekcTpakTm
npomuBanu 1N posdunHom NaOH, BOAOH i HACMYEHMM BOAHUM PO3YMHOM XITOPMAY HATPIlO, CYWMNN Had cynbdaTtom
MarHito, QinNbTpyBanu i KOHLEHTPYBanu, OAEPXKYIOuM TBepAy PeuYOBUMHY, SKY MepekpucTaniaoByBanu 3 Cymilli
eTunaueTat/rekcaH, ogepxytoun 6iny tBepay pedvosuHy (0.780r). Tnn. 106-108°C; EnemeHTHMIA aHanis po3paxoBaHo
ans C21H17N203F: C, 69.22; H,4.70; N, 7.69. 3HangeHo: C,68.87; H, 4.70; N» 7.55.

Cnonyky onucaHy B NMPUKIALI 286 ogepxysanu BignosigHo Ao metoauku onucanin B NMPUKITALI 285 3amiHiooun
2-(4-propdeHokcn)-T-[4-(2-veTnn[1,3]giokconan-2-in)oeH3nn]HikoTmHamia  BignoBigHMM keTaneM. Yac npoBefeHHs
peakuii nexxas y mexaxsig 1 0o 24 rognH.



MPUWKNAL 286

2-(4-dTopdeHokcm )-N-(4-0KCOLMKNOreKCMMEeTUIHIKOTUHaMI,

Tnn. 157-159°C, MC: m/e 343 (M'+1).

I'IPVIKJ'INJ, 287

2-(4-dTopdeHokcm)-N-[4-(1-rigpokcneTnn)beH3unHiKoTMHamig

o nepewmyelvloro po3unHy N- (4-ueTV|n6eH3V|n) -(4- CbTOp(*)eHOKCI/I)HIKOTVIHaMI,ELy (0.300rpam, 0823MMOJ'Ib) B
meTaHoni (10mn) i TeTparigpodypaHi (10mMn) npu kiMHaTHIM TemnepaTypi Aopasanu Goprigpua Hatpito 0.121rpam,
3.993mMorb) | ogepkaHUn pPo3yKH NepemMilyBany Ha npoTasi 1 rogmHu. OgepxaHy cymill BUNUBanu y NnboasiHy BOAY i
ekcTparysanu etunauetatom. OB6'egHaHi OpraHiyHi eKcTpakTM npoMuBanyM BOAOK | HACUYEHVWM BOAHMM PO3YNHOM
xnopuay HaTpilo, Cywmnu Hag cynbdaTtoMm Marhito, inbTpyBanu i KOHUEHTPYBanu, OAEpXKYouM TBepdy PEeYOBUHY.
MepekpucTanisosyBanu 3 cymilwi eTunaueTaT/rekcaH ofepxytoum TeepAy pedosuHy (0.180r). Tnn. 112-114°C;
EnemeHTHUIN aHani3 po3paxoBaHo anst C21H17N203F: C, 68.84; H, 5.23; N, 7.65. 3HangeHo: C, 68.58; H,5.15; N, 7.44.

Cnonyky onucaHy B NMPUKINALI 288 ogepxyBanu BignoBigHO Ao meTtoauky onucanin B NMPUKIALI 287 3amiHiooun
N-(4-aueTmnbeHsnn)-2-(4-pTopdeHoKeH )HikoTMHaMI, BiANOBIAHMM KeTOoHOM. Yac npoBedeHHS peakLuii nexas y Mexax
Big 1 0o 24 rogviH.

MPUWKNAL 288

2-(4-dTopheHokcm )-N-(4-rigpoKCMLMKNOreKeMnMe TU )HIKOTMHaMIg,

Tnn. 110-112°C; MC: m/e345 (M"+1).

MPUWKNAL 289

2-(3-Kap6amoindeHokcm)-N-(2-xnopbeH3nn)HikoTMHamig

[o nepemiwyemoro posunHy 2-(3«apbamoindgeHokcn)-N-(2-xnopbeHsun)HikotmHoBoi  kucrnotn  (0.300rpam,
1.25Mmonb), o-xnop6eH3nnaminy (0.195rpam, 1.375mmMonb ) i 1-rigpokcnbeHsoTpuasonrigpaty (0.203rpam, 1.50mMmonb) B
cyxomy gumetuncopmamigi (3mn) gogasanw rigpoxnopug (1-(3-gumeTunamiHo)nponin)-3-etunkapo6ogiimigy (0.311rpam,
1.63MmoOMb) i ogepKaHnA po3YnH nepemiwyBany Ha npoTHasi Hodi. Cymiw Bunmeanm B 100mMn Boam i ekcTparyBanu
etvnauetatom. O6'egHaHi ekcTpaktm npomusanu 1N po3yvHOM rigpokcvay HaTpitlo, BOAOK i HAaCUYeHUM BOAHUM
PO34YMHOM XTOpUAy HaTpilo, CYLUIMMM HaA cynbdaTomM HaTpito, iNbTpyBanu i KOHLEHTpYBanNu, oaepxywoum 6iny Teepay
pPEYOBUHY, SKY OuYMLLAanM 3a JOMNOMOrol xpoMartorpadii Ha cunikaresi, BAKOPUCTOBYIOYM B SIKOCTI €NoeHTy cymiw 7%
MeTaHon/mMeTuneHxnopua. lMepekpucTtanisoByBanu 3 Cymilwi eTunaueTat/rekcaH ogepxyioun 6iny TBepay peyvoBUHY
(0.239r). Tnn. 153-155°C; EnemeHTHW1 aHani3 podpaxoBaHo Ansa CooH1eN3O3Cl: C, 62.91; H, 4.22; N, 11.01. 3HangeHo:
C,62.92;H,4.30; N, 11.09.

MPUWKNAL 290

2-(3-AnmeTunkapbamotdeHokemn)-N-[4-(1-ngpokcn-1-meTnneTmn)6eH3nn]-HikoTuHamiz

[o nepewmiwyemoro po3unHy 2-(3-gumeTtunkapbamoindgeHokcm)-N-[4-(1-rigpokcu-1-meTuneTnn)oeH3nnHikoTMHOBOI
kucriotm  (0.300rpam, 1.05mmorb), 2-(4-amiHometundeHin)nponaH-2-ony  (0.190rpam, 1.15wmmorb) i 1-
rinpokenmbeHsoTpuasonrigpaty (0.155rpam, 1.15mMornb) B cyxomy gimetundopmamigi (5mn) gogasanu rigpoxnopug (1-
(3-anmetnnamino)nponin)-3-etunkapbogiimigy (0.242rpam, 1.26MMOrb) | 0OfepKaHWn PO3YMH NepemillyBanu Ha nNpoTasi
Houi. Cymiw Bunueanu B 100mMn Boam i ekctparyBanu etunaueTtatom. O6'eaHaHi ekctpakTv npommBamm 1N po3ymHoM
NaOH, Bogow i HacM4YeHUM BOAHVMM PO3YMHOM XIlopuAay HaTpito, CyWwunu Hag cynbdatoM MarHito, inbTpyBanm i
KOHUEHTPYBa/K, OAEPKYIOUN MAcro, SKe OUMLLANM 3a AOMOMOrow xpomaTtorpadii Ha cunikareni, BUKOPUCTOBYIOYM B
SIKOCTi entoeHTy cymiw 2.5% meTtaHon/meTunenxnopua (0.360r). 'H AMP (CDCl3) 6 1.54 (6 H, c),3.00(3H,c), 3.08 (3H,

c),4.66 (2 H, a), 720 (3H, m), 7.29 (4 H, m), 743 (2 H, m), 8.08 (1 H, y), 8.18 (1 H, an), 8.63 (1 H, an); MC: p/6 433
(M").

MPUKNAL 291

N-[4-(1-Tigpokcn-1-vetnn-eTun)beHann|-2-(3-Tpudropave TMndeHoOKen HIKOTUHaMIg,

0o nepemiwyemoro po3umHy, wo wmictmB  N-[4-(1-Tigpokcn-1-veTnetnn)deHsun]-2-[3-(2,2,2-Tpudrop-1-
rigpokemeTvn)deHokenlHikotTvHamig (0.520rpam, 1.13mmonb), HMO (0.192rpam, 1.7Mmornb) i 4A MONeKynsipHi cuTta
(0.5r) B meTunenxnopuai (15mn) gogasann TPAP (0.020rpam, 0.06Mmornb) i ogepKaHuin po3vuH nepemillysanu npu
KiMHaTHin TemnepaTypi npoTsirom 1 rogunu. Cymiw dinbTpyBanu Kpi3b LENiT i npoMmuBam meTuneHxnopuaom. Pinstpat
po3goaurm 150mMn  MeTuneHxmopuay, NpPOMMBANM BOAOK, CYLMNM Hag cynbdatoM MarHio, dinbTpyBanm i
KOHLEHTpYBanu npu noHWKEHOMY TUCKY OOEPKYI0UM Macro, gKe oYMLanu 3a AONOMOrok xpowlaTorpann Ha cunikareni,
BMKOPUCTOBYIOYN B SIKOCTi eN0eHTy cymil 2.5% MeTaHon/MeTuneHxnopuai, oaepxytoum any (0.506r). 'H AAMP (CDCls)
6154 (6 H,c),4.69(2H,pn),750-7.15 (9 H,m),8.16 (1 H, m), 8.64 (1 H, m); MC: m/e 458 (M").

MPUNKNAL 292

N-[4-(1-Tigpokcn-1-vetnneTmn)beHsnn]-2-[3-(2,2,2-tpudtrop-1-napokcmeTnn)heHoKen 1-HikoTuHamig,

[o nepemiLyemMmoro PO34YNHY N-(4-(1-rigpokcu-1-metmneTn)6eHsnnl}-2-[3-(2,2,2-tpudrop-1-
rigpokemeTvn)dpeHokcnlHikoTHoBoi  kucrnotv  (0.400rpam,  1.28mmorb),  2-(4-amiHomeTundeHin)nponaH-2-ony
(0.232rpam, 1.40mmonb) i 1-rigpokcubenHsoTpurasonrigpaty (0.189rpam, 1.40mmornb) B cyxomy anmeTtundopmamigi (5mn)
popasanu rigpoxnopug (1-(3-gumeTtvnamido)nponin)-3-eTunkap6ogiimigy (0.294rpam, 1.54mmornb) i ogepaHuin po3unH
nepemiwyBany Ha npoTasi Hodi. Cymiw Bunueanu B 100mn Boawm i ekctparyBanu etunauetatoM. O6'eqHaHi eKcTpakTu
npoMuBanu BOAOK i HACMYEHUM BOAHUM PO3YMHOM XITOPWUAY HaTPito, CyWMnnM Hapg cynbdaTtoM MarHito, inbTpyBanu i
KOHLEHTpYBanu, OAePXYloUM Macro, ske ouMwan 3a AonoMoroko xpomaTtorpadii Ha cunikareni, BUKOPUCTOBYIOYM B
SAKOCTi entoeHTy cymil 2.5% meTaHonmetunenxnopug (0.550r). 'H AMP (CDCl3) 6 1.54 (6 H, c), 3.53 (1 H, o), 4.66 (2
H,n),4.92 (1 H, m), 7.46-7.15 (9 H, m),8.12 (1 H, m), 8.16 (1 H, an) 8.62 (1 H, aa}. MB 313.25; MC(M/e)313(M+).

MPUNKNAL 293

2-(beH3so[1,3]aiokco-5-inokcmn)-N[4-(1-rigpoken-1-metnneTmn)6eH3nn]HikoTMHamIA

[o nepewmiwyemoro po3unHy 2-(6eH30[1,3]amiokcon-5-inokcu)HikotnHoBoi kucnot (0.300rpam, 1.158mmons), 2-(4-
amiHomeTundeHin)nponaH-2-ony (0.182rpam, 1.103mmonb) i 1-rigpokcnbeHsoTpmasonrigpaTty (0.163rpam, 1.20mMmorb) B
cyxomy gumeTtundopmanmigi (15mn) gogasanu rigpoxnopug (1-(3-aumeTnnamiHo)nponin)-3-etunkap6ogiimia (0.254rpam,
1.32mMmonb) | ogepkaHUM po3yumH nepemillyBany Ha npoTasi Houi. Cymiw possogunu 200Mn BOAM i eKkcTparyBanu
etvnauetatom. O6'eaHaHi opraHiuHi ekcTpakT nmpomuBanu Bofok, 1N po3umHOM rigpokcuay HaTpilo i HacyYeHuUM



BOAHVM PO3YMHOM Xropuay HaTpito, CyWmnu Hapg cynbdatoM MarHito, inbTpyBanu i KOHUEHTpYBanu, ogepxyloun
Macrno, fKke ouulanu 3a [OonoMorow xpomatorpacdiii Ha cunikareni, BMKOPUCTOBYIOMM B sIKOCTi entoeHTy 30%
eTunaueTat/rekcaH, ogepxyioun macno. lNepekpucranisoByBanu 3 Cymilli eTunavueTat/rekcaH, ogepxyoun Giny Teepay
peyosuHy (0.323r). Tnn. 118-120°C: MC 407 (M*+1).

MPUKNAL 294
[o nepemiwyemoro posunHy 2-(3-«kapbamotdeHokcn)-N-[4-(1-rpokcr-1-meTnnetmn)oeH3nnJHIKOTMHOBOI KMCNOTK
(0.400rpam, 1.549vmornb), 2-(4-amiHomeTUNeHin)nponaH-2-ony (0.243rpam, 1.475mMmonb) i 1-

ringpokcmbeHsoTpuaszonrigpaty (0.219rpam, 1.623mmonb) B cyxoMy avmeTundopmamigi (15mn) gopasanu rigpoxnopug
(1-(3-ammetnnamiHo)nponin)-3-etunkapbogimigy (0.3401rpam, 1.77Mmorb) i ogepKaHU PO3YMH MEpeMillyBanm Ha
npoTsasi Houi. Cymiw BunuBanu y Body i ekctparyBanu etmnauetatoMm. O6'egHani ekctpakt npommeany 1N po3dymHom
NaOH, Bogoto i HacMyYeHVM BOAHWM PO34YMHOM Xropuay HaTpito, cywumnu Hag Na2SOs, dinbTpyBanu i KOHLEHTpYBanu,
O[EPXKYIO4M Machno, fKe ouuLanu 3a AOMOMOrol xpomaTorpadiii Ha cvnikareni, BAKOPUCTOBYIOUM B SIKOCTi eroeHTy
cymiw 7% meTaHon/MetuneHxnopua (0.250r). Tnn. 145-147°C; MC (m/e) 387 (M*-18).

Cnonyky onucaHy B NMPUKIALI 295 ogepxyBanu BignosigHo Ao metoauku onucanin B NMPUKITALI 294 3amiHiooun
2-(4-amiHomMeTUNpeHin)NponaH-2-on BiANOBIAHMM aMiHOM. Yac npoBeAeHHs peakuji nexxas y Mexax Big 1 4o 24 roauH.

MPUKNAL 295

Etunosun ectep 4-({[2-(3-kapbamoindeHokcunipnanH-3-kapboHin]amiHoveTnn)-LmknorekcaHkapboHOBOI KNCIOTK

Tnn. 160-162°C; MC (m/e) 426 (M"+1).

MPUKNAL 296

2-(3-AuetnndeHokcm)-N-(4-cynbdamoinbeH3nn)HikoTMHaMIA

Po3unH 4-amiHometunberzoncynbdoHamigy (0.248rpam, 111mmons), 2-(3-aueTmndeHOoKCn)HIKOTUHOBOI KUCHOTU
(0.300rpam, 1.167mmornb), 1-rigpokcubenHsoTpuasonrigpaty (0.165rpam, 1.22vmons) i rigpoxnopug  (1-(3-
anmeTtnnamiHo)nponin)-3-etunkapbogiimigy (0.256rpam, 1.33mmonb) B aumeTtvndopmamigi (15mMn) nepemiwyBanu Ha
npoTsasi 10 xeunuH. [lo nepemiwyemoro po3umHy gogasanu Tpuetunamid (0.280rpam, 2.78MMonb) i 0AepXaHui po3yunH
nepemillyBany Ha NpoTA3i Hou Npu KiMHaTHIM TemnepaTtypi. Cymiw po3Boaunu eTunaueTaTtoMm i NPOMUBaNIM BOAOHO i
HacMYeHMM BOAHWM PO3YMHOM XOPUAY HaTpPilo, Cylmnu Hapg cynbdatoM MarHito, inbTpyBanu i KOHULEeHTpyBanu,
OLepXKyloun TBepAy pedyoBuHy. [NepekpucTanisoByBanv 3 Cymilwi eTvnaueTaTt/rekcaH oOepKyioun TBepay PeqOBUHY
(0.280r). Tnn. 162-164°C; MC (m/e) 425 (M").

MPUNKNAL 297

2-(4-dTopdeHokcm)-N-[4-(1-rigpokcu-1-MeTuneTMn)umknorekc-1-eHinMe TMnHikoTMHamig

3miwyBann  2-(4-amiHoMeTunukrorekc-3-eHin)nponan-2-on  (0.360rpam, 2.127mMmornb), rigpoxnopuag  2-
pietnnaminoeTunxnopuay (0.530rpam, 2.765mMMonb ), 2-(4-dbropdeHokev)HikoTnHoBY kncnoTy (0.645rpam, 2.765mmons),
1-rigpokcubensoTprasonrigpat (0.374rpam, 2.765mMmonb) i Tpuetunamid (0.430rpam, 4.254mMmornb) B MeTUneHxnopuai
(40mn) i opepxkaHWiA PO3YMH NepemillyBany Ha npoTasi Hodi. CyMill KOHUEHTpyBanu nig BaKyyMOM i po3finsamm mbk
etvnauetat i 1N posunHom HCI. OpraHiyHi ekcTpakTV MpoMMBanyM Hacu4YeHuM BOOHVMM PO3YMHOM rigpokapboHaTy i
HaCU4YeHMM BOAHUM PO3YMHOM XIOpwuAY HaTpilo, CYMnU Hag cynbdaTtom MarHito, inbTpyBanu i KOHUEHTpyBanu,
OAEpPXKYIo4M Macno, fKe ouulanu 3a OOMOMOrok xpoMaTorpadiii Ha cvnikareni, BUAKOPUCTOBYIOUM B SIKOCTi ereHTy
cymiw 50% etunaueTat/rekcaH ao 100% eTunaueTaTy, oaepxytoun xosTe macro (0.080r). MB 384.455; MC385(M™+1).

Cnonyku onucaHi B MNMPUKITAOAX 298-317 6yno CWHTE30BaHO 3a METOAMKOK aHaroriyHoOK [0 OnucaHoi B
MPUKNALI 183 BMKOPUCTOBYIOUMN Bka3zaHy kapboOHOBY KUCIOTY i aMiH.

MPUNKNAL 298

N-(4-(1-Tigpokcn-1-veTnneTnn)6eH3un)-2-(3-0kCoiHAaH-5-iNoKCU )HIKOTUHaMI g,

OpepxyBann 3 2-(3-OkcoiHAaH-5-iNOKCN)HIKOTUHOBOT KUCIOTK | 2-(4-amiHOMeTUn-beHin)nponan-2-ony. MC (v/e):
435 (M'+NH3), 417 (M'+1), 400 (100). IMP (CDCls): 8.62 (aa, J =2, 8 Ty, 1H), 8.15 (a4, J = 2,5 My, 1H), 8.07 (v, 1H),
7.32 (m,8H),467 (o, J=6Tu,2H),3.13 (1,J=6Twu,2H),2.72 (aT,J =2,4 Ty, 2H), 1.53 (c, 6H).

MPUKNAL 299

N-(4-(1-Tigpokcun-1-vetunetn)beH3nn-2-(2-veTmnbeH3oTiazon-5-inokev)HikoTMHamig,

OpepxyBanu 3 2-(2-meTnnbeH3oTiazon-5-inokcu HIKOTMHOBOT KMUCNOTH | 2-(4-amiHomeTundeHin)nponaH-2-ony. Tnn.
124-6°C.

EnemeHTHUN aHani3 po3paxoBaHo ansa CaH23N3SOs: C, 66.49; H, 5.35, N, 9.69. 3HangeHo: C, 66.34; H, 5.38; N,
9.57.

MPUKNAL 300

N-(4-(1-Tigpokcn-1-veTnnetTmn)6eH3nn)-2-(2-veTun-6eH30Tia3on-6-inokem)HiKOTUHaMIA

OpepxyBann 3 2-(2-meTnn-6eH30Tia30n-6-iNoKCU)HIKOTUHOBOI KUCTOTU | 2-(4-amiHOo-MeTundeHin)nponaH-2-ony.
Tnn. 131-3°C.

EnemeHTHUIN aHani3 po3paxoBaHo ans CaH23N3SOs: C, 66,49; H, 5.35; N, 9.69. 3HangeHo: C, 66.43; H, 542; N,
9.72.

MPUKNAL 301

2-(beHsoTiazon-6-inokcu)-N-(4-(1-rinpoken-1-vetnnetTnn)oeHaunHikotmHamia Opepxysann 3 2-(6eH3oTiason-6-
iNOKCV)HIKOTUHOBOI KMCHOTH | 2-(4-amiHomeTun-ceHin)nponax-2-ony. Tnn. 195-7°C.

EnemenTHUN aHani3 po3paxoBaHo ana C23H21N3SOs: C, 65.85; H, 5.05; N, 10.02. 3HangeHo: C, 68.74; H, 5.49; N,
9.96.

MPUKNAL 302

2-(beHaookcason-6-inokcu)-N-(4-(1-rigpokcn-1-MeTuneTun)oeH3nn)HiKoTuHamiza

OpepxyBann 3 2-(6eH300KCa30N-6-iNMOKCM)HIKOTUHOBOT KUCNOTK | 2-(4-amiHOMeTun-geHin)nponan-2-ony. Tnn. 92-
4°C.

EnemeHTHUN aHania po3paxoBaHo ansa C23H21N304: C, 68.47; H, 5.25; N, 10.42. 3HanpgeHo: C, 68.47; H, 5.32; N,
10.42.



OpepxyBann 3 2-(3-auetun-4-xnopgeHOoKCN)HIKOTUHOBOI KUCToTW | 2-(4-amiHOMeTun-geHin)nponan-2-ony. MC
(m/e): 456/458 (M"+NH3;, 100). AMP (CDCls): 8.64 (oa, J = 2,8 'y, 1H), 8.18 (aa, J= 2,5 'y, 1 H), 7.95 (m, 1H), 7.46 (m,
3H), 7.31 (m, 3H), 7.19 (m, 2H), 4.68 (g, J = 6 'y, 2H), 2.66 (c, 3H), 1.56 (c, 6H).

MPUWKNAL 304

N-(4-(1-Figpokcn-1-veTneTnn)6eHaun)-2-(3-meTun6eH3o[d]isokcazon-7-inokcmHikoTMHaMIL

OpepxyBann 3 2-(3-metnn-6eH3o[d]idokcazon-7-inokCuMHIKOTMHOBOT KUCOTN i 2-(4-amiHOMeTundeHin)nponax-2-
ony. Tnn. 194-6°C.

EnemeHTHUI aHania po3paxoBaHo ans CaH23N304: C, 69.05; H, 5,55; N, 10.07. 3HangeHo: C, 68.70; H, 5.64; N,
9.81.

MPUKNAL 305

2-(3-Aue™n-5-xnopdeHokcu)-N-(4-(1-ngpokcn-1-meTmneTnn)oeH3nn)HKoTMHaMI A

OpepxyBann 3 2-(3-aueTun-5-xnopdeHOKCn)HIKOTMHOBOI Kucrotn i 2-(4-amiHomeTun-cpeHin)nponaH-2-ony. Tnn.
110-2°C.

EnemenTHUn aHania pospaxoBaHo ansa CaH23N204Cl: C, 65.68; H, 5.28; N, 6.38. 3HangeHo: C, 65.69; H, 5.35; N,
6.35.

MPWKNAL 306

(S)-(-)-2-(3-AuetundpeHokcn)-N-(4-(1-rigpokeve Tnn)6eH3nnHikoTMHamig,

OpepxyBann 3 2-(3-aueTundeHOKCU)HIKOTUHOBOT Kucnotn i (S)-(-)-1-(4-amiHomeTun-umkrorekenn)etanony. Tnn.
102-4°C. ap (CHCI3) -13.8°.

EnemeHTHUN aHani3 pospaxoBaHo ana CaxHx»N204: C, 70.75; H, 5.68; N, 7.17. 3nangeHo: C. 70.48; H, 5.70; N,
7.12.

MPUWKNAL 307

(R)-(+)-2-(3-AuetvndeHokcu-N-(4-(1-rigpokcnetmn)6eH3vn)HikoTuHamig,

OpepxyBann 3 2-(3-aueTndeHOKeM}HIKOTMHOBOI knucnot i (R)-(+)-1-(4-amiHomeTun-umKnorekcun)etTaHony. Tnnm.
104-6°C. ap (CHCI3) +14.0°.

EnemeHTHUI aHania pospaxoBaHo ans CosH»N204: C, 70.75; H, 5.68; N, 7.17. 3nangeHo: C, 70.30; H, 5.71; N,
7.10.

MPUKNAL 308

2-(3-Avetnn-5-xnopeHokcu)-N-(TpaHc-4-(1-rigpokcn-1-Me TMNe TU)UMKNOrekCMn MeTun )-HikoTuHamig,

OpepxyBann 3 2-(3-aueTnn-5-xnopeHOKCU HIKOTUHOBOT KMCMOTU i TpaHC-2-(aMiHOMEeTUILMKNOreKCu)nponaH-2-
ony. Tnn. 133-5°C.

EnemenTHUn aHania pospaxoBaHo aAnsa CaH2oN204Cl: C, 64.78; H, 6.57; N, 6.30. 3HangeHo: C, 64.75; H, 6.57; N,
6.17.

MPUWKNAL 309

2-(3-Auetnn-4-xnopceHokcu )-N-(TpaHc-4-(1-rigpokcm-1-Me TMNEe TUIT)LUMKITOreKCUIIM e TUI )-HIKOTUHaMI g,

OpepxyBann 3 2-(3-aueTnn-4-xnopeHOKCU )HIKOTUHOBOT KMCMOTU i TpaHC-2-(aMiHOMEeTUILMKNOreKcun)nponaH-2-
ony. Tnn. 106-8°C.

EnemeHTHUN aHania po3paxoBaHo ans CaH2oN204Cl: C, 64.78; H, 6.57; N, 6.30. 3HangeHo: C, 64.66; H, 6.58; N,
6.11.

MPUWKNAL 310

(R)-(-)-2-(3-AuemndeHokcm)-N-(TpaHc-4-(1-rigpokcMe TN )LMKNOrekCUM e TUi)HikoTMHamiz,

OpepxyBanu 3 2-(3-aueTMndeHOKCn)HIKOTUHOBOT kucnom i (R)-(-)-TpaHc-1-(4-amiHOMeTUNLMKIIOreKCcrn)eTaHony.
Tnn. 101-3°C. ap (CHCIz)-1.5°.

MPUWKNAL 311

(S)-(+)-2-(3-AuetnnaeHokcu )-N-(TpaHc-4-(1-rigpoKCMe TN UMUK ITOTEKCUIIM € TUI)HIKOTUHaMI A

OpepxyBanu 3 2-(3-aueTMndeHOKCM)HIKOTUHOBOT KMcnotu i (S)-(+)-TpaHc-1-(4-aMiHOMeTUNLMKITOreKCHn e TaHony.
Tnn. 103-5°C. ap (CHCI3)+1.5°

MPUWKNALO 312

2-(3-AuetnndeHokcm)-N-(2-dptop-4-(1-rigpokcn-1-meTneTmn)oeH3nn)HiKoTMHaMI g,

OpepxyBanu 3 2-(3-aueTMndeHOKCU HIKOTUHOBOT KMCNoTU i 2-(4-amiHomeTun-3-dropdpeHin)nponaH-2-ony. Tnn. 68-
70°C.

EnemeHTHUIN aHani3 po3paxoBaHo ana CaH2sN204F: C, 68.24; H, 5.49; N, 6.63. 3HangeHo: C, 67.17; H, 5.93; N,
5.97.

MPUKNAL 313

2-(3-AueTtnn-5-xnopdgeHokcm )-N-(2-xnop-4-(1-rigpokcn-1-MeTMn-eTn)6eH3nn)HikoTMHamig

OpepxyBanu 3 2-(3-aueTnn-5-xnopdEHOKCU)HIKOTMHOBOT KMCNOTU i 2-(4-amiHOMeTUN-3-xnopdeHin)iponaH-2-ony.
Tnn. 58-60°C.

EnemeHTHUN aHani3 podpaxoeaHo Ana CaH2N204Clo: C, 60.90; H, 4.68; N, 5.92. 3nangeHo: C, 60.73; H, 4.79; N,
5.78.

MPUWKNAL 314

2-(3-Auetnn-4-xnopdeHokcm )-N-(2-xnop-4-(1-rigpokcn-1-meTmneTmn)oeHsnn)HiKoTMHaMmia

OpepxyBanu 3 2-(3-aueTun-4-xnopdeHOKCU)HIKOTUHOBOT KUCNOTU | 2-(4-amiHOMeTun-3-xnopdeHin)iponaH-2-ony.
MC (m/e): 490/492 (M*+NHs, 100). AIMP (CDCls): 8.60 (aa, J =2,8 'y, 1H), 8.31 (v, 1H), 8.17 (ag, J =2,5 Iy, 1H), 7.46
(m, 3H), 7.33 (M, 2H), 7.20 (M, 2H), 4.73 (g8, J =6 'y, 2H), 2.67 (c, 3H), 1.54 (c, 6H).

MPUKNAL 315
N-(4-(1-Tigpokcn-1-mveTnneTnn)uuknorekcunmeTn)-2-(3-metmnodeHso[d]isokcaszon-5-4nokcm)HikoTmHamig,
OpepxyBanu 3 2-(3-meTnn-6eH30[d]isokcason-5-nokcu)HIKOTMHOBOT KMUCIoTH i TpaHc-2-

(amiHomeTunuuknorekcun)nponad-2-ony. Tnn. 135-7°C.
EnemeHTHUn aHania pospaxoBaHo ana CxHxN304: C, 68.07; H, 6.90; N, 9.92. 3nangeHo: C, 68.07; H, 7.04; N,
9.64.



MPUKIAL 316

n-(4-(1-rigpokcn-1-meTnneTnn)oeHann)-2-(3-metmndeH3o[d]isokcason-5-Tokcn )-HikoTMHami g

Opepxysanu 3 2-(3-meTun6eH3o[dlisokcaszon-5-4noKkcn)HiKOTMHOBOT KUCNOTK | 2-(4-amiHOMeTuNdeHIN)nponaH-2-ony.
Tnn. 128-30°C. MC (m/e): 418 (M'+1).

MPUWKNAL 317
N-(4-(1-Tigpokcn-1-veTnneTnn)uuknorekcunnmeTmn)-2-(3-metmnbeH3o[dlisokcason-7-inokcm)HikoTmHamig,
Opepxysanu 3 2-(3-meTnnbeHso[d]isokcason-7-ifoKcn )HIKOTMHOBOIT KMcnotu i TpaHc-2-

(amiHomeTunuwmknorekcun)iponad-2-ony. Tnn. 170-2°C.

EnemeHTHUIN aHani3 po3paxoBaHo Anst Ca4H2oN304: C, 68.07; H, 6.90; N, 9.92. 3HangeHo: C 68.04; H, 6.89; N, 9.80.

MPUNKNAL 318

N-[4-(1-TigpokcK-1-mveTuneTmn)umknorekcmnv etun]-2-(3-HitpodeHoKCK )HikoTUHaMIA

Po3unH 2-(3-HiTpObeHOKCM )HIKOTUHOBOT KUCIoTK (86.9wmr, 0.33mmorb), TpaHc-2-(4-
aMiHOMEeTUNUUKIOreKCUI)NponaH-2-ony (57.2wmr, 0.33vmorb), rekcagropdocdat 6eH3oTpmason-1-
inokenTpic(aumeTunamiHo)dpocoHia (148mr, 0.33mmonb) i giisonponinetunamit (0.29mn, 1.67Mmornb) B 10Mn cyxoro
OM®A nepewmiwyBanu Ha npoTA3i Hovi. Po3uH po3Boannu etmnauetaToM i npoMmBamm Bogoto, 5% po34ymHOM NMMOHHOT
KMCNOTW, HAaCUYeHUM BOOHWM PO34uHOM GikapboHaTy i HacMYeHMM BOOHMM PO3YMHOM XIOpUAY HaTpito, CYWMM Hapg
CcynbdaToM MarHito i KOHLEHTPYBanu, ogepxytoun macno. O4unwany 3a 4ONOMOro NPONYCKaHHA Kpidb Lap cunikarernto,
BYKOPUCTOBYIOUM B SIKOCTI EMIOEHTY eTUNaLEeTaT, ofepx)yloun uncte macrio (120mr). 'HAMP (CDCls) & 1.04 (4H, ag),
1.14 (6R, c), 1.55 (2H, c), 1.88 (4H, m), 3.37 (2H, 1), 7.23 (1H, m), 7.51 (1H, @), 7.64 (1H, 1), 8.07 (1H, 7), 8.16 (2H, m),
8.63 (1H, an); MC: m/ed414 (M*+1).

Cnonyku onucaHi B MPUKITAOAX 319-328 6yno CMHTE30BaHO 3a METOAMKOK aHarmoryHOK [0 OnuMCcaHoi B
MPUKNALI 318 BMKOpPMCTOBYIOUMN BKka3zaHy kapOoOHOBY KUCINOTY i aMiH.

MPUKINAL 319
(+)-2-(BeHso[1,3)aiokcon-5-inokcn )-N-[4-(1-rigpokcnme TM)UMKIIore KenMe TUNHiKoTMHaMI4,
Opepxysanu 3 2-(6eHso[1,3]aiokcon-5-inokcu HIKOTUHOBOT KncnoTtn i (+)-TpaHc-1-(4-

amMiHOMeTunALuKorekcun)eTaHony.

'HAMP (CDCl3) 8 0.97 (1H, m), 1.10 (3H, m), 1.17 (4H, m), 1.19 (4H, m), 3.23 (1H, T), 3.44 (2H, k), 6.00 (2H, c), 6.58
(1H, an), 6.64 (1H, c), 6.8 (1H, a), 7.10 (1H, m), 7.9 (1H, m), 8.18 (1H, m), 8.53 (1H, o); MS: m/e 399 (M"+1).

MPUWKNAL 320

(-)-2-(3-UiaHo-4-dropdeHokcn)-N-(4-(1-rigpokeve Trn)-UmKNnorekCMnvMe TUrHikoTuHamiz,

OpepxyBanu 3 2-(3-LiaHo4-pTopdheHOKCU HIKOTUHOBOTKMCMNOTH i (-)-TpaHc-1-(4-amiHOM e TUNLUUKIIOreKCUIT)eTaHo Y.

Tnn. 134-135°C: MC: m/e 398 (M'+1).

MPUWKNAL 321

(+)-2-(3-uiaH0-4-bropdeHokcn)-N-[4-(1-Tigpokcme TN )UMKIIoreKennNMe TUNHIKOTMHaMIZ

OpepxyBanu 3 2-(3-LiaHo-4-HTOpHEHOKCM)HIKOTMHOBOT KMCMOTH i (+)-TpaHc-1-(4-aMmiHOM e TUNLMKIOreKCMMn)eTaHony.

Tnn. 134-135°C: MC: m/e 398 (M'+1).

MPUWKNALO 322

2-(3-uiaHo-4-dtopcbeHokcmn) N-[4-(1-rigpokcr-1-MeTune TN )UMKIIoreKeMnmMe TunHikoTMHamig,

OpepxyBann 3 2-(3-uiaHO-4-PTOPDHEHOKCU)HIKOTMHOBOT KMCNOTU | 2-TpaHC-(4-aMiHOMEeTUILMKNOreKCu)nponaH-2-
ony. Tnn. 85-88°C; MC: m/e410 (M'+1).

MPUWKNAL 323

2-(2,3-OvrigpobeHso[1,4]aiokcmH-6-inoken)-N-[4-(1-rigpokcun-1-meTuneTmn)beH3nnl-HikoTHamig,

Opepxysanu 3 2-(2,3-AurigpobeH3o[1.4]0iokCnH-6-INOKCM)HIKOTUHOBOT KMCIOTK | 2-(4-amiHOMeTundeHin)nponaH-2-
ony.
MC: m/e 421 (M"+1). '"HAMP (CDCls) & 1.51 (6H, c), 4.24 (4H, c), 4.66 (2H, 1), 6.57 (1H, an), 6.85 (1H, A), 7.11(1H,
on), 7.28 (2H, n), 7.41 (2H, n), 8.19 (2H, m), 8.61 (1H, p).

MPUKNAL 324
(+)-2-(2,3-OurinpobeHso[1,4]piokcuH-6-inoken )-N[4-(1-rigpokcne Tmn)umknorekcmnme Tun 1-HikoTmHamig,
OpepxyBanu 3 2-(2,3-gurinpo6eH30[1.4]aiokCUH-B-INOKCU HIKOTUHOBOT KMCNOTH i (+)-TpaHc-1-(4-

aMiHOMeTUnUMKNorekcmn)eTaHony.

MC: m/e 413 (M"+1); 'HAMP (CDCls) & 0.98 (4H, m), 1.11 (38H, m), 1.22 (2H, m), 1.70 (2H, m), 1.84 (2H, m), 3.33 (2H,
m), 3.51 (1H, m). 4.25 (4H, c), 6.65 (1H, m), 6.87 (1H, A), 7.11 (1H. m), 7.90 (1H, m), 8.20 (1H, m), 8.60 (1H, g).

MPUKNAL 325

2-(2.3-AvrigpobeHso[1.4]aiokcmH-6-inoken )-N-[4-(1-rigpokcn-1-MeTune TMn)umMKrorekevn MeTuni-HikoTuHamiz,

Opepxysanu 3 2-(2,3-purinpobeHrso|1.4]0iok CUH-6-inoKCW )HIKOTMHOBOT KMUCHOTU i 2-TpaHc-(4-
aMiHOMeTUMLMKNoreKCun)nponax-2-ony.

MC: m/e 427 (M'+1); '"HAMP (CDCls) & 1.03 (4H, m), 1.13 (6H, c), 1.85 (4H, m), 3.33 (2H, T), 4.26 (4H, c), 6.61 (1H,
n),6.70 (1H, c), 6.88 (1H, 0), 7.11(1H, aa), 7.90 (1H, m), 8.20 (1H,04),8.58(1H,040).

MPUWKNAL 326

(-)-2-(2,3-AurigpobeHso[1.4]aiokcrH-6-inokcn)-N[4-(1-rigpoKcne TUn )uMKoreKcnnMe Tuin)-HikoTMHamig

Opepxysanu 3 2-(2,3-purigppo6eH3o[1.4]giokcn H-6-i]]0KCI/I)HiKOTI/I HOBOT KUCNoTn i (-)-TpaHc-1-(4-
amiHoMmeTunuuknorekcun)etanony. Tnn. 57-59T, MC: m/e 422 (M +1).

MPUWKNAL 327

2-(beH3so[1,3]giokcon-5-inokcmn)-N-[2-PTOp-4-(1-rigpokcu-1-meTnneTmn)beH3nnHiKoTMHaMIA

Opepxysanu 3 2-(6eH3o[1,3]aiokcon-5-inokem)HIKOTUHOBOT KUCIOTH | 2-(4-amiHoMeTUN-3-bTopdeHin)nponaH-2-ony.
Tnn. 94-95 °C; MC: m/e 425 (M"+1).

MPUWKNAL 328

N-[2-®TOp-4-(1-rigpoken-1-veTnneTn)6eH3nn|-2-(4-pTopheHOKCN )HIKOTUHaMIg,

OpnepxyBanu 3 2-(4-pTopheHOKCM HIKOTUHOBOI KMCNOTH | 2-(4-amiHOMeTUN-3-gTopdpeHin)nponaH-2-ony.

Tnn. 93-94°C; MC: m/e 399 (M'+1).



