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B KOTOPOW 3aMecTUTenu Takue, Kak ykasaHo B
ONMCaHWM W WCMOMb3YTCA  NpU  NevYeHun
pecnupaTopHbIX 3aboneBaHni, anneprun,
peBMaTOMOHbIX 3aboneBaHuii, perynupoBaHus Beca
Tena, BocnanuTenbHbIX 3abonesaHuii u 3abonesaHui

LeHTparnbHON HepBHOW CUCTeMbl, TakMX Kak acTtma,
XpOHU4Yeckne oBCTPYKTMBHble 3aboneBaHus nerkux,
cuMHOpoma BO3PacTHbIX pecnupaTopHbIX
3aboneBaHuni, LLIOK, punbpos, IeroyHas
CBEPXYYBCTBUTENBHOCT,  arnepruyeckne  pUHUTHI,
HacrnefcTBeHHble AepMaTuTbl, MNCOpuas, KOHTpOInb
Beca, peBMaToufHble apTpuTbl, Kaxekcusi, BonesHb
KpoHa, sA3BeHHble KONMUTbl, apTPUTHbIE COCTOSHWS U
Apyrme BocnanuTeNbHble 3aboneBaHWs, genpeccuu,
MYnbTUMHGAPKTHbIE cocTosHua u CMNAL,.

OduynancHein  GoneTeHb  "lMpombillneHHas
cobctBeHHoCTh". KHura 1 "MsobpeTeHnsa, nonesHble
Mogenu, Tonorpadun  MHTerpanbHblX MUKpocxem",
2004, N 7, 15.07.2004. ["ocynapcTBEHHbIN
AenapTaMeHT  MHTENNeKTyansHon  COBCTBEHHOCTM
MuHucTepcTBa 06pasoBaHUs U HayKn YKpauHel.
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(54) NICOTINAMIDE DERIVATIVES

(57) Abstract:
A compound of formula (I) wherein m, n, o, p,

q.r A B, D, E R' R?R% R R®% R® R’ and R® Rs

are as defined in the description, useful in the ”

treatment of respiratory, allergic, rheumatoid, RT e

body weight regulation, inflammatory and central |

nervous system disorders such as asthma, chronic R N

obstructive pulmonary disease, adult respiratory (J_)
(0N

E(CH R

diseases syndrome, shock, fibrosis, pulmonary
hypersensitivity, allergic rhinitis, atopic
dermatitis, psoriasis, weight control, rheumatoid
arthritis, cachexia, crohn's disease, ulcerative
colitis, arthritic conditions and other
inflammatory  diseases, depression, multi-infarct
dementia and AIDS.

0]

Official  bulletin  "Industrial  property". Book
1 ‘"Inventions, utility models, topographies of
integrated  circuits”", 2004, N 7, 15.07.2004.
State Department of Intellectual Property of the
Ministry of Education and Science of Ukraine.
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MIHICTEPCTBO OCBITU | HAYKW YKPATHU

OEPXABHWA OENAPTAMEHT
IHTENEKTYANbHOI BNACHOCTI
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(54) NOXIAHI HIKOTUHAMIAY

(57) Pedbepar:
OnucyeTbes cnonyka cdopmynu (1):
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B SAKiA 3aMICHUKW Taki, K 3a3Ha4YeHoO B OMNUCI i

BMKOPWUCTOBYIOTECA NPU  NiKyBaHHI

pecnipaTopHMX

3axBOPKOBaHb, aneprii, peBMaToigHUX 3aXBOPHOBaHb,
peryrnoBaHHA Baru Tina, 3ananbHWX 3axBOpPHOBaHb i
3axBOpPIOBaHb LeHTparibHOI HEpPBOBOI CUCTEMU, TaKMUX
fIK acTMa, XPOHiYHI OBGCTPYKTUBHI 3axBOpPKOBaHHSA

nereHb, CUHOPOMY BiKOBUX

pecnipaTopHMX

3axXBOpPIOBaHb, LWOK, ibpos, nereHeBa Hag4yTNMBICTb,
anepridHi  puHITK, HacnigkoBi AepmaTtuTK, ncopias,
KOHTPONb Baru, peBMaToOIgHI apTpUTK, Kaxekcis,
xBopoba KpoHa, BUMpa3KoBi KONITU, apTPUTHI CTaHW i

iHLLi 3ananbHi 3axXBOPIOBaHHS,
MynbThiHdapkTHi ctanm | CHII.

aenpecil,
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Onuc BuHaxony

[MpencTaBneHWidi BUHAaXiL CTOCYETbCA MOXIOHWX HIKOTUHaMIOY SKi SBRAKTBCA CEMEKTMBHUMU iHriGiTopamu
docopiectepasn tnuny 4 (PDE4) i npogykyBaHHs dakTopy nyxsimHHoro Hekposy (TNF), a TakoX BWMKOPWUCTaHHS
BKa3aHMX CMOMyK Npu FiKyBaHHI pecnipaTopHUX 3axBOPHOBaHb, aneprii, peBMaToigHUX 3axXBOPIOBaHb, PErynoBaHHS
Barv Tina, 3ananbHUX 3axBOPKOBaHb i 3aXBOPHOBaHb LEHTPparibHOI HepBOBOI CUCTEMM, TakuxX $K, acTMa, XPOHiYHi
OBCTpYKTMBHI 3aXBOPIOBAHHA rereHb, CUHAPOMY BIiKOBUX PecnipaTopHMX 3axBOploBaHb, LWOK, ibpos3, nereHesa
HaO4yTNMBICTb, anepridHi puHITA, HacnigkoBi OepmMaTUTKU, Ncopias, KOHTpONb Bark, peBMaToigHi apTpuTKM, Kaxekcid,
xBopoba KpoHa, BUpa3KoBi KOMITW, apTPUTHI CTaHW i iHWI 3anasnbHi 3aXBOPIOBaHHSA, Aenpecii, MynTUiHMapKTHI CTaHn
i CHIO.

Lle BUHaxig TakoX CTOCYeTbCsi CNOcobiB BUKOPUCTaHHS TaKUX CNOMyK Npy MikyBaHHI BULLe3rafaHnX 3axXBOpoBaHb Y
ccaBLiB, 0cobnMBO Yy Nogen i hapMaleBTUHHMX KOMNO3ULIA, WO BMILLYIOTE TaKi CMOMyKN.

OpepkaHi BiBOMOCTI, WO LMKNIYHWMIA apeHo3nHTprudocdaT (CAMP) SBRSeTbCs BHYTPILUHBOKMITUHHAM BTOPUHHWUM
MEeCEHIKEPOM, WO iHribye docdhopiecTepasy, aka € MilleHHIo ans Moaynsauil i BignoBigHoO, TepaneBTUYHOrO BTPYYaHHS
B HanpsiMoK NpoTiKaHHs 3axBoptoBaHb. PaHile 6yno BCTAaHOBMEHO, WO CeNnekTUBHE iHribyBaHHs peaknx knacis PDE
NPUMBOANUTL OO NOKPALLaHHS pe3ynbTaTiB Npu BUKOPWUCTaHHI nikyBansHoi Tepanii. binbl KOHKPEeTHO, 6yno BCTAaHOBIEHO,
Wwo iHridyBaHHs PDE4 moxe npuBoauTu Ao iHriGyBaHHS BUBINbHEHHS MediaTopiB 3ananeHHs i po3cnabneHHs rmagkol
MYyCKynaTypn guxanbHUX LWnaxiB. Taknum YMHOM, cnonyku wWwo iHridytoTe PDE4 ane siki MaloTb HeQoCTaTHIO akTUBHICTb
No BiAHOLWEHHIO A0 iHWwKX Tunie PDE, MoxyTb iHriGyBaT BUBINbHEHHA MefiaTopiB 3ananeHHs i po3cnabnaTtu rnagky
MyCKynaTypy AuxanbHUX LWnsaxiB 6e3 BUKIUKaHHSA KapaioBackynsapHux edekTiB abo aHTUTpoMGoLTapHUX edekTiB.

HellogaBHi MoneKkynsapHi KMOHYBaHHA MoKasanu CKNagHicTb i pisHoMaHiTHicTe PDE4 eHaumiB. Tenep Bigomo, Wo
icHytoTb YoTUpK pisHoBuan PDE4 izoeHsumiB (A, B, C i D), KOXHMIA 3 SIKUX 3aKOOOBaHUA OKpeMUM reHoM. KiHeTu4Hi
AocnigXeHHs MoACcbkoro pekoMbiHaTHOro MaTepiany nokasanu, WO Ui YOTUPW i30€H3MMWU MaloTb BiOMIHHOCTI B TXHiX
Km's i Vmax's nokasHukax npu rigponisi CAMP. AHania poanoginy B TkaHuHax MPHK PDE4 npunyckae, WO KOXHWRA
i30€H3M MOXe FoKanisyBaTUCh Y KNiTUHHO-cneyundivHOMY 3pa3ky. Hanpuknag, Ha BigMiHy Big noAcbKol ckerneTHol
MYCKynaTypu, FOACkK NerkounT nepudepinHoi kpoBi He nepenatTs PDE4 noBigoMneHHsi, a eo3nHodinisa reiHencekol
CBUHIi wBuako nepenae PDE4 nosigomneHHs. CTpykTypHa i ficTpy6eTMBHa pisHoMaHiTHICTE PDE4 isoeH3nmiB
nepenbaqae MOXIUBICTb BCTAHOBJIEHHSI CENEKTMBHOTO iHriGITOPY i30€H3MMY, AKUIA TiNbKu Gnokye doyHKUilo 3ananbHuX
KMiTUH. BrKopUCTOBYIOYM CenekTUBHI iHribiTopu isoeHanmy PDE4D, mu npogemoHcTpyBanu, wWo isoeHsum PDE4D
BUKOHYE poSfib Kroda B peryriioBaHHi akTuMBalil i gerpaHynauii noacskoro eosnHodiny. B npumaci gocnigxysanace
Mofenb acTMu, Aeski cnonyku iHridysanm PDE4D i30eH3MM, BUKIMKAGHUIA aHTUTEHOM riereHoBoi eo3nHodinil. Takum
4nHoM, BMBipkoBOo OnokyeBaBcs D izoeHsaum, PDE4D iHribiTopn nokasanu noHwkeHi nobivHi edbektn i 36epernn
aHTnacTMaTUYHy (aHTu3ananbHy) gito.

CyTb BuHaxogy MpeacTaBrneHnn BUHAXIO CTOCYETBCA CMONYKM hOpMYru:

R

(O}

abo il hapMaLeBTNYHO NPUIRHATHOT CoMi, B SIKWX NYHKTMPHA MiHiS HEOOOB'A3KOBO ABNSETLCA NOLBIMHUM 3B'A3KOM,;

m popisHioe 0 abo 1;

n gopisHioe 0 abo 1;

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

p fopisHwoe 0 abo 1;

g popisHioe 0, 1, 2 abo 3;

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

t nopieHioe 0 abo 1,

A npegcrasnse cobow kuceHb, >NH abo cipky;

B npencraensie coboto knceHb abo NH;

D npenctaensie coboto knceHb abo NR?, B akiit R® siBnae cobolo BofeHb a6o (CrCg)ankin;

E npencraense coboto CH,, O, NH abo S(O),, B sikin a gopisHioe 0,1 abo 2;

R' saBnse coBow BogeHb, (C 1-Cglankin, (Cs-Cy)uuknoankin, (Cz-Cy)uyuknoankeHin, (Cg-Cqg)apun,
micTkoBuiA(C ,-C,)biLuknoankin abo HacuveHa abo HeHacuyeHy LmknidHy abo GilukniuHo(C3-Cr)reTepounknivgy rpyny;

B Kl BMWe3ragaHa HacuyeHa abo HeHacuyeHa UukivHa abo GiyuknivHa(C 3-Cr)reTepoyukriidHa rpyna MicTuTb
Bif, OOHOrO O YOTMPLOX reTepoaToOMIB BUBPAHUX 3 rPYNK, Lo MICTUTL aToM KUCHIO, cipki, asoTy i rpyny NR®, B skin R®
TaKUR, 1K 3a3Ha4YEHO BULLE;

B sKill BUWe3ranaHa R ' LuMknoankin, LMKnoarkeHin, LUKNoankaHoH, apun, GiLuKnoankin i reTepolukiivyHa rpyni,
HeobOB'A3KOBO 3aMilleHi ogHUM abo GinbLUOKD KINBbKICTH 3aMICHUKIB (00 TpbOX), He3anexHo BMOpaHuMX 3 rpynu, Lo
MICTUTb ramnoreH, LuiaHo, kapbokcu, 3MmiHO, HiTpo, rigpoken, (C4-Cg)ankin, (C4-Cgankokeu, (Csz-Cs)yumknoanton,
rigpoken(C4-Cglankin, rigpoken(Cq-CglankinamiHo, (C4-Cg)ankokcn, aundTopmeTun, TpudTopMmeTun, AMMDTOPMETOKCH,
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Tpudptopmetoken, (C4-Cglayun, (C4-CglayunamiHo, (Cq-Cglauunoken, (C4-CgankinamiHo, ((C4-Cg)ankin)ramiHo,
(C4-Cg)ankin-NH-(C=0)-, ((C4-Cg)ankin),-H-(C=0)-, amiHocynbdoHin, (C4-Cg)ankinamiHocynbdoHin, abo HacuyeHa
abo HeHacuYeHa LmMKivyHa cuctema abo GiuukniyHni(C3-C7)reTepoyukr;

B SKiN BuUlle3ragaHa HacuMdeHa abo HeHacuyeHa UMKNiYHa cuctema abo GiumknivHniA(C 3-Cs)reTepounkn y
BuLearafaHiii R1 uuknoankin, uuknoankenin, apun, GiLMKroankin i reTepouMkniYHa rpyna, Wo MICTUTb Bif OOHOMO
10 HOTHPLOX reTepoaToMiB, He3arnexkHoO BUBPaHUX 3 rpyny, Lo MICTUTb aTOM KUCHIO, Cipku, asoTy i rpyny NR?, B skiin R®
TaKkWUW, SIK 3a3Ha4YEeHO BULLE, i B AKIN reTepouUnKr, HEOBOB'A3KOBO 3aMilleHnlA ogHUM abo BiNbLUIOK KiNbKICTIO 3aMiCHUKIB
(o TpbOX), HesanexHo BMOpaHMX 3 rpynu, WO MICTUTb ranoreH, LUiaHo, Kapbokcu, amiHo, HITpo, rigpokeu,
(Cq-Cg)ankin, riapokcn(C-Cg)ankin, (C4-Cg)ankoxen, (C4-Cg)ankinTio, andpTopmeTun, TpudTOpMETUST,
AN TOPMETOKCH, TpudTOPMETOKCH, (C4-Cg)anun, (Cg-Cyp)apun, (C4-Cgayunamino, (C4-Cg)aunnokcm,
(Cq-Cgankinamivo, ((C4-Cg)ankin),amiHo, (C4-Cg)ankincynbdoHin, amiHocynsdoHin, (C4-Cg)ankinamiHocynbgoHin,
((C4-Cg)ankin)oamiHocynbdoHin abo (C,-Cg)reTepoapur;

B SIKIl BULLE3ranaHunii ankinsHUN, ankoKCUNbHUI abo LMKNoankinbHUIA 3aMmicHWK y BuLiesragaHii R 1 uukrnoankin,
uuknoankeHin, apun, Giunknoankin i retepoynknidHa rpyna HeoboB'A3KOBO Hafarsli HesarexHo 3amilleHa ogHum abo
OinbLUOK KiMbKICTIO 3aMiCHUKIB (OO TpbOX), HesanexHo BUOpaHWX 3 rpynu, WO MICTUTb ranoreH, uiaHo, kapGokcu,
amiHo, HiTpo, rigpoken, (Cq-Cg)ankin, rigpokeun(C4-Cg)ankin, (Cq-Cgankoken, (Cq-Cglankintio, gudTopmeTun,
TpudpTopmeTun, AndptopmeToken, TpudTopmeToken, (Cq-Cglaumn, (Cg-Cqp)apun, (C4-Cg)unnamino, (C4-Cg)ayurokeu,
(Cq-Cgankinamivo, ((C4-Cg)ankin)2amiHo, (C1-Cg)ankincynbdoHin, amiHocynbdoHin, (C4-Cg)ankinamiHocynsdoHin,
((C4-Cg)ankin),amiHocynbdoHin abo (C,-Cg)reTepoapun;

abo BuwesrafgaHuii R' Luknoankin, LuMknoankeHin, apun, GiLWKNOAaNKin | reTepouuknidHa rpyna, HeaanexHo

3amMilweHa ogHMM abo BinbLUO KiMbKICTIO 3aMiCHUKIB (O TPbOX) dhopMynn;
6]

A

B akil R0 npencraense coboto Boaens, (C4-Cgankin, (Cq-Cgankoken, (Cs-Cr)umknoankin, (Cs-C7)unknoankenin,
(C6-Cq0)%punamino, (Cg-Cqg)apun, mocTukoBuin(C7-Cg)biynknoankin abo HacuyeHa abo HeHacuyeHy LUKITIYHY
cuctemy abo BiunknivHni(C3-C7)reTepounkr;

B kil R 10 BuwesranaHa HacuueHa abo HeHacuyeHa LMKMivHa abo GiumkniuHa(Cs-Cr)reTepoUnkniyia rpyna, Lo
MICTWUTb Bif} OOHOMO [0 YOTUPLOX reTepoaToMiB BUGPaHNX 3 rpyni, WO MICTUTL aTOM KWCHEO, CipkW, asoTy i rpyny NRE,
B skt RO Takuii, ik 3a3Ha4eHo BULLLE;

B SKiA BMle3ragaHa R ankin, ankokcy Uuknoankin, uuknoankeHin, apun, Giyuknoankin i rerepouukniyHa rpynu,
Heo6OB'A3KOBO 3aMilleHi ogHUM abo GinbLUOKD KINBbKICTH 3aMICHUKIB (00 TpbOX), HesanexHo BMOpaHuMX 3 rpynu, Wo
MICTUTb ranoreH, uiaHo, kapbokcu, amiHo, HiTpo, rigpoken, (C4-Cglankin, (C4-Cg)ankokecu, (Ciz-Cr)uyuknoarnkin,
rigpoken(C1-Cg)ankin, rigpoken(C4-Cg)ankinamiHo, (C4-Cg)ankokcn, audTopMmeTun, TpudTopMeTun, AMMDTOPMETOKCH,
Tpudptopmetoken, (C4-Cg)auyun, (C4-CglaymnamiHo, (Cq-Cglauyunokcun, (C4-CgankinamiHo, ((Cq-Cg)ankin),amiHo,
amiHocynbgoHin, (C4-Cg)ankinamiHocynbgoHin abo HacudeHy abo HeHacudeHy UMKNiYHY cuctemy  abo
BiumknivHMIA(C 3-C7)reTepounkn;

B SKIN BUlle3rafaHa HacudeHa abo HeHacuyeHa UuknidHa cuctema abo GiynknidHUR(C 3-C;)reTepouukrn, LWo
MICTUTb Bif OOHOrO OO YOTUPLOX reTepoaToMiB, He3aneXHo BMOpaHWX 3 rpynu, WO MICTUTb aTOM KWUCHIO, Cipku, as3oTy
i rpyny NR®, B kit R Takuii, sik 3a3Ha4eHo BuLle, | B AKIA reTepoLukn, HeoBOB'S3KOBO 3aMilLeHUii ofHUM abo
OiNbLUOK KiMbKICTIO 3aMiCHUKIB (OO TpbOX), HesanexHo BUOpaHWX 3 rpynu, WO MICTUTb ranoreH, uiaHo, kapGokcu,
amiHo, HiTpo, rigpoken, (Cq-Cg)ankin, rigpokeun(C4-Cg)ankin, (Cq-Cgankoken, (Cq-Cglankintio, gudTopmeTun,
TpudTOpMETUNT, ONDPTOPMETOKCH, TpudTOpMETOKCH, (C4-Cg)anmn, (Cg-C1p)apun, (C4-Cg)ayunamiHo,
(C1-Cg)auunnoken, (C4-Cg)ankinamiHo, ((C4-Cg)ankin)ramiHo, (C4-Cg)ankincynbdoHin, aMiHOCyNbOHiIn,
(C1-Cg)ankinamiHocynbdoHin, ((C41-Cg)ankin)2amiHocynbgoHin abo (Co-Cg)reTepoapun;

B AKiM BULlE3ragaHWi ankinbHWIA, ankoKCUNbHUA abo UWMKNoarkinbHWIiA 3aMiCHUK Yy BuwesragaHin R 10 ankin,
ankoKcW, LMKNoankin, UMKnoankeHin, apwn, Giyuknoankin i retepouuknivHa rpyna, HeoOoB'SI3KOBO 3aMilleHi ofHUM
abo BinbLUCK KINbKICTIO 3aMICHUKIB (00 TPbOX), He3aneXxHo BMOpaHMX 3 rpynu, Lo MICTUTb ranoreH, LiaHo, kapbokcu,
amiHo, HiTpo, rigpoken, (Cq-Cglankin, rigpoken(C4-Cg)ankin, (Cq-Cglankoken, (Cq-Cglankintio, AudTOopmeTwn,
TpudTOpMETUNT, ONDPTOPMETOKCH, TpudTOpMETOKCH, (C4-Cg)anmn, (Cg-C1p)apun, (C4-Cg)ayunamiHo,
(C4-Cgayunokem, (C4-Cg)ankinamiHo, ((C4-Cg)ankin)samiHo, (C4-Cg)ankincynbdoHin, amMiHoCyNbOHiIn,
(C4-Ce)ankinamiHocynbdonin, ((C4-Cg)ankin),amiHocynstoHin abo (C,-Cg)reTepoapun; abo R' npencraense coboto
rpyny cpopmynu:

G
L‘}d()u

B AIKin u gopiBHtoe 0 abo 1; i
G, J, Ki L KOXXHUIA He3anexHO OAMH Bif OAHOIO KUCEeHb, Cipka, asoT, rpyna NR9, B skl R® TakUM, 9K 3a3Ha4veHo

BULLe, kapBoHin abo CHR'®;
B AKiM NyHKTUpHa niHia HeoboB'A3koBO NpencTaBnsie cobo NOABIMHUIA 3B'S30K i Le 3po3yMino, WO Komu

nogBiliHUIA 3B's30K icHye M G Ta J, J Ta K abo K ta L, Toai R® BigcyTHiil, >CHR'® npencraensie coboio >CR 10 i G,

5.
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J, K 'abo L He MoxyTb ByTK kapOoHinom;

B qkiii R 16 npencraBnsie cobolo BoAeHb, rarnoreH, LUiaHo, kapOokcu, amiHo, HiTpo, rigpokeu, (C 4-Cg)ankin
(C,-Cylankoken, (C3-Cy)uymknoankin, riapokcn(C-Cg)ankin, rigpokcn(C-Cg)ankinamiHo, (C4-Cg)arnkokenm,
andbTopmeTun, TpucTOopMETUNT, AN TOPMETOKCH, TpudTOpMETOKEH, (C4-Cg)auun, (Cq-Cg)aunnamiHo,
(C1-Cgauynnokcu, (Cq-Cg)ankinamiHo, ((C4-Cg)ankin),amiHo, amiHocynbdoHin, (Cq-Cg)ankinamiHocynbdoHin abo
HacudeHy abo HeHacuudeHy UMKNIYHY cucteMy abo 6GiumknivyHui(C3-Co)reTepounkn, WO MICTUTb Big ogHoro Ao
YOTUPLOX FeTepoaToOMIB, He3anexHo BUGPaHNX 3 rpynu, WO MICTUTL aToM KUCHIO, Cipku, asoTy i rpyny NRS, B akiii R®
TakuN, K 3a3Ha4eHo BULLe, B AKiM BULLe3rafaHa retepouuknidHa rpyna, HeoboB'a3koBO 3aMilleHa ogHUM abo BinbLuoto
KINbKicTIO 3aMiCHMKIB (OO TpbOX), HesanexHo BWOpaHWX 3 rpynu, WO MICTUTb ranoreH, uiaHo, kapbokcu, amiHo,
HiTPO, rigpoken, (C4-Cg)ankin, ngpokeun(C4-Cglankin, (C41-Cg)ankokeu, (C1-CglankinTio, andpropmeTtun, TpudpTopmeTms,
ANTOPMETOKCH, TpudTOpMETOKCH, (C4-Cg)anun, (Cs-Cyp)apun, (C4-Cg)ayunamino, (C4-Cg)aynnokcn,
(Cq-Cgankinamivo, ((C4-Cg)ankin)samiHo, (C4-Cg)ankincynboHin, amiHocynsdoHin, (C4-Cg)arnkinamiHocynsgoHin,
((C4-Cg)arnkin)oamiHocynbdoHin abo (C,-Cg)reTepoapur;

B AKil BuLearanana R 18 ankinbhui, ankokennbHNA a6o LMKNoanKinbHWIi 3aMiCHUK HEOBOB'A3KOBO 3aMiLLIEHI OfHIM
abo GiNbLUCK KINbKICTIO 3aMICHUKIB (00 TPbOX), He3anexHo BMOpaHMX 3 rpynu, WO MICTUTb ranoreH, uiaHo, kapbokcu,
amiHo, HiTpo, rigpoken, (Cq-Cg)ankin, rigpokeun(C4-Cg)ankin, (Cq-Cglankoken, (Cq-Cglankintio, gudTopmeTun,
TpudTOpMETUST, ONDPTOPMETOKCH, TpudTOpMETOKCH, (C4-Cg)anmn, (Cg-C1p)apun, (C4-Cg)ayunamiHo,
(C1-Cg)auunnoken, (C4-Cg)ankinamiHo, ((C¢-Cg)ankin)ramiHo, (C4-Cg)ankincynbdoHin, aMiHOCyNbOHiIrn,
(C1-Cg)ankinaminocynbdoHin, ((C4-Cg)ankin),amiHocynbgoHin abo (Co-Cg)reTepoapun,

B SAKi KOXHUI R2, R3 i R* NpPeacTaBnsalTe He3aneXxHO OAWH Bid OOQHOrO BOAEHb, MAPOKCW, rarmoreH, uiaHo,
kapbokem, HiTpo, amiHo, (C4-Cg)ankinamiHo, ((C4-Cg)ankin),amiHo, rigpokcuamiHo, (C4-Cg)ankin, rigpokcun(C4-Cg)ankin
abo rpyny copmynu:

O
s AL,

B skitt R10 Takuit, ik 3a3HaueHo BuLLeE;

a6o R? i R® mMoxyTb 6yTW B3sTi pasoM 3 aTOMOM BYITeL0, [0 SKOTO BOHW MPUERHaHi | YTBOPIOBATU KapBOHinbHy
rpyny a6o R?2 i R® moxyTb 6yTW B3aTi pasoM 3 aToMOM ByIMeLo OO SKOTO BOHW NpUedHaHi i yTBOpOBATM
(C4-C,)unknoankinbHe Kinbue;

abo konn m fopiHioe 1, n fopiBHioe 1, o fopisHioe 1 i p gopiBHioe 0, A i RZ moxyTb 6yTi B3sTi pasoM i
yTBOpPIOBATK rpyny hopMynu:

Lt

B SIKI NYHKTMPHA NiHis HeobOB'A3KOBO NpeacTaBnse noAdBiiHWI 3B'A30K i q, A, B, R 1, R3 i R4 Taki, K 3a3Ha4YeHo
BULLe, i KON NOABIMHUIA 3B’A30K NPUCYTHIN NpU aToMi BYrfeLto A0 SKOro NpueaHaHun R3, Tomi RS BiOCYTHIN;

a6o konu m JopiBHIoE 1, n AopiBHIoe 1, o AopieHoe 1 and p gopieHioe 0, A and R? yaaTi pasom i R i -[R“]q-R1
y3aTi pa3oM yTBOPKTE rpyny POpMysin:

00

R5 Hacnuena abo HeHacKueHa LMKNiYHa cucTema abo GiuknivHNiA(Cs-Co)reTepoLnkn, o MICTUTL Big OHOro Ao
YOTUPLOX FETEpPOaTOMIB, He3anexXHo BUBPaHWUX 3 rpynu, WO MICTUTL aToM KUCHIO, Cipku, asoTy i rpyny NR?, B akiii R®
Takui, SIK 3a3Ha4eHo BULLe, B SKIM reTepouumknidHa rpyna HeoOoB'S3KOBO 3aMilleHa ogHUM abo BinbLUoko KinbKicTo
3aMiCHUKIB (OO TPbOX), HE3aNeXHO BUOPaHUX 3 rpynu, WO MICTUTb ranoreH, uiaHo, kapbokcu, amiHo, HITpo, rigpokcu,
(Cq1-Cglankin, (Cq-Cglankoken, (Cz-Cy)uuknoankin, rigpokcn(Cq-Cglankin, (Cq-Cg)ankokcu,  gudTopmMeTun,
TpudptopmeTun,  AudTopMeTokcn,  Tpudtopmetoken,  (Cq-Cglaumn,  (Cqi-CglayunamiHo,  (C4-Cg)ayunokeu,
(Cq-CgankinamiHo, ((C4-Cg)ankin),amiHo, (C4-Cglankin-MH-(C=0)-, ((C1-Cg)ankin),-N-(C=0)-, amiHocynbdoHin,
(C4-Cg)ankinamiHocynboHin, abo HacudeHa abo HeHacu4eHa LukiivHa cuctema abo GiunknivHMin(Cs-Co)reTepoumkn,
WO MICTUTb Big OOHOrO OO YOTUPLOX reTepoaToMiB, HesanexHo BUOpaHuX 3 rpynu, WO MICTUTb aTOM KUCHIO, CipKW,
asoTy i rpyny NR®, B skiit R® Takuii, sik 3a3HaueHo BULLE;

B SIKIl reTepoLuKniYHUI 3aMiCHWK y BuLlesrapaHii R ° HacuueHa abo HeHacuueHa uukniyHa cuctema abo
BiumkniuHMR(C3-C 7)reTepoumkn, HeoBOB'A3KOBO 3aMilleHnii ogHMM abo GinbLUOK KiNbKICTIO 3aMiCHUKIB (40 TPbOX),
HesanexHo BMOpaHWX 3 Trpynu, WO MICTUTb raroreH, LiaHo, kapGokcu, amiHo, HiTpo, rigpoken, (Cq-Cg)ankin,
rigpoken(C4-Cglankin,  (C4-Cg)ankokcn, (C4-Cglankintio, agudtopmeTun, TpudTopMeTusr, AUDTOPMETOKCH,
Tpudptopmetoken,  (C4-Cglauyun, (Cg-Cqglapun,  (C4-Cglaumnamivo,  (C4-Cglaumnoken,  (Cq-Cg)ankinamiHo,
((C4-Cg)ankin)2amiHo, (C4-Cg)ankincynsdoHin, aMiHOCYNbOHiIn, (C4-Cg)ankinamiHocyrnboHin,
((C4-Cg)ankin)o,amiHocynbgoHin abo (Co-Cg)retTepoapun;

-6-
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B SIKii ankin, ankokcun abo LMKnoankin y BuliesragaHiii R ® HacuyeHa aBo HeHacuyeHa LuKniYHa cucTema abo
BiumknivHMIi(C 3-C7)reTepoumkr, HeobOB'A3KOBO 3aMilleHnii ofgHWM abo GinblUoK KINbKICTIO 3aMiCHUKIB (40 TPbOX),
HesarnexHo BMOpaHMX 3 rpynu, WO BKIOYae ranoreH, UiaHo, kapbokcu, amiHo, HiTpo, rigpoken, (Cq-Cg)ankin,
rigpoken(C4-Cglankin,  (C4-Cg)ankokcn, (C4-Cglankintio, agudtopmeTun, TpudTopmeTusr, AUDTOPMETOKCH,
Tpudptopmetoken,  (C4-Cg)auymnn,  (Cg-Cqglapun,  (C4-Cglaumnamivo,  (C4-Cglauymnoken,  (Cq-Cg)ankinamiHo,
((C4-Cg)ankin),amiHo, (C4-Cg)ankincynbdoHin, amMiHocyNbdOoHiIn, (C4-Cg)ankinamiHocynboHin,
((C4-Cg)ankin)oamiHocynbgoHin abo (Co-Cg)reTepoapur;

abo BuuwesragaHa R® Hacnuyena abo HeHacuueHa UMKkniyHa cucTema abo  GiLMKNiYHNIA(C5-Cq)reTepoLukn,
Heo6OB'A3KOBO 3aMilLieHi rpyno hopMyru:

0
Al

B sikiit R0 Takuit sik 3a3HaveHo suwye; abo R® rpyna dopmynn
1

14

B SIKil koxHWit 3amichnk R, R'2, R13, R14 | R15, HesanexHo BMEWpaloTb 3 rpynu, WO MICTUTbL BOAEHb, rarioreH,
uiaHo, kapbokcu, amiHo, HiTpo, rigpokeun, (Cq-Cg)ankin (C4-Cg)ankoken, (Cz-Cy)umknoankin, rigpokcn(Cq-Cg)ankin,
(C4-Cg)ankoken, andTopmeTun, TpudTopMeTus, gudTopmetoken, Tpudtopmetoken, (Cq-Cglaunn, (C4-Cg)aumnamiHo,
(C1-Cganton(C=0)-NH-(C=0)-, (Cg-C1p)apun(C=0)-NH-(C=0)-, (C4-Cg)aynnokcn, (C4-Cg)ankinamiHo,
((C4-Cg)ankin),amiHo, (C4-Cg)ankin-NH-(C=0)-, ((C4-Cg)ankin),-1-(C=0)-, amMiHoCyNbOHIn,
(C4-Cg)ankinamiHocynbdoHin, ((C4-Cg)ankinamiHocynbdoHin abo HacudeHy abo HeHacuudeHy UMKNiYHYy cucTemy abo
BiumkniuHKMA(C 3-C7)reTepoumkn, WO MICTUTb BiA OAHOrMo A0 YOTMPLOX reTepoaToMmiB, He3anexHo BUBpaHuX 3 rpynu, Lo
MICTUTb aTOM KUCHIO, cipku, asoTy i rpyny NR®, B skil R ® Takuii, sk 3a3HayeHo Bulle, | B Skl BuULie3sragaHa
reTepoumKniyHa rpyna HeoOOB'AI3KOBO 3aMileHa ofHUMM abo GinbLUo KiNbKICTO 3aMiCHUKIB (OO TPbOX), He3anexHo
BMOPaHNX 3 rpynu, WO MICTUTb ranoreH, LiaHo, kapbokcu, amiHo, HiTpo, rigpoken, (C4-Cg)ankin, rigpokcu(C4-Cg)ankin,
(Cq-Cg)ankokeun, (C4-Cg)ankinTio, AndTopmeTus, TpudtopmeTus, AudTopMeToken, Tpudtopmetoken, (Cq-Cglauun,
(Cs-Cg)apun, (C4-Cg)ayunamiHo, (C1-Cg)aunnoxken, (C4-Cg)ankinamiHo, ((C4-Cg)arnkin)o,amiHo,
(C4-Cg)ankincynbdoHin, amiHocynbdoHin, (Cq-Cg)ankinamiHocynbdoHin, ((C4-Cg)ankin),amiHocynbdoHin  abo
(Cy-Cy)retepoapun;

abo R R'2 R'3, R iR'® HesanexHo oguH Bin opHoro rpyna dopmynu:

0

A g

B AKi R Takui, Ak 3a3Ha4YeHo BuLLe;

B SKIN ankinbHa, ankokcunbHa abo uuknoankineHa rpynu euwesragavux rpyn R 11, R12, R R™ j RS
Heo6OB'A3KOBO 3aMillleHi ogHMM abo GinbLUOK KINbKICTHO 3aMIiCHUKIB (0O TPbOX) He3areXHO BUOPaHUX 3 raroreHy,
uiaHo, kapbokcu, amiHo, HiTpo, rigpoken, (C4-Cgankiny, rigpoken(C,-Cg)ankiny, (C4-Cg)ankokcu, (C4-Cg)ankinTio,
andbTopmeTuny, TpucTOopMETUNTY, ONDTOPMETOKCH, TpudpTOPMETOKCH, (Cq-Cg)auuny, (Cg-Cp)apuny,
(C1-Cgauynnaminy, (C4-Cg)aunnokcn, (C4-Cg)ankinaminy, ((C4-Cg)ankin),aminy, (C4-Cg)ankincynbdoHiny,
amiHocynbgoHiny, (C4-Cg)ankinamiHocynbdoHiny, ((C4-Cg)ank!in),amiHocynbgoHiny abo (Co-Cg)retTepoapuny;

a6o R'2 i R'® moxyTb 6yTW B3ATi pasoM 3 aTOMOM BYIMeL A0 SKOTO BOHW MpUenHaHi | yTBoproBaTu rpyny
dopmynu:

R14

B Akin u, G, J, K i L Taki, Ak 3a3Ha4eHo BuLLe;

R® R7 i R® koxHuWii HesanexHo BOAeHb, ranoreH, LiaHo, kapbokcu, amiHo, HiTpo, rigpokeu, (Cq-Cg)ankin,
rigpoken(C4-Cglankin,  (C4-Cg)ankokcn, (Cq-Cg)ankintio, audTopmeTun, TpudTopmeTusr, AUDTOPMETOKCH,
Tpudptopmetoken,  (C4-Cg)auynn,  (Cg-Cqglapun,  (C4-Cglaumnamivo,  (C4-Cglaumnoken,  (Cq-Cg)ankinamiHo,
((C4-Cg)ankin),amiHo, (C4-Cg)ankincynbsdoHin, amMiHocyNbdOoHiIn, (C4-Cg)ankinamiHocynboHin,
((C4-Cg)ankin)oamiHocynbdoHin abo (Co-Cg)reTepoapur;

abo R7 i R® MoxyTb 6yT1 B3ATi pa3soM 3 aTOMOM BYFMeLo [0 SIKOro BOHU NPUEAHAHI | YTBOPIOBATU KOHOEHCOBaHE
OiymknivHe Kinbue dopmMynu:
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-
T N

B IKOMY MYHKTUPHA fiHiA He06OB'A3KOBO NOABINHWI 3B'A30K; i

M, P, Qi T KOXHWIA He3aneXHO OAUH Bif OQHOMO KMceHb, a3oT abo rpyna CR' B kit R npencTtaense coboro
BofAeHb abo (Cq-Cg)ankin;

npy yMoBi, WO KonNn m gopiBHIOE 1; n gopiBHioe 1; o gopiBHioe 1; p nopieHioe 0; q gopisHioe O; r gopisHioe 0; A
npencTaene coboto KiceHb, B npencraene coboto NH;

RZ2iR3 npeacTaBnaTe coboto BOAEHD; R' e PEHINOM, 3aMileHUM METMIIOM, METOKCH, Xrnopom abo dTopom; E €
kucHeMm | RS € dpeHinom, HeoBoB'sakoBO 3aMmilLieHMM ofHUM a6o ABoMa aTomMamu dTopy abo xropy; Togi R' nosuHen,
NPUHaMHI, ByTU An3amilleHUM 3aMiCHUKOM, IHLIMM HiXXK METWI, MeTOKCcKU abo ranoreH;

npv yMoBi, Wo konu t AopiBHIOE ogHOMY, TOAI cnonyka cdopmMynu | € UBiTepioHHUM N-okcuaom,

npv ymoBi, WwWo aea G, J, Ki L y cycigHix nosnyisix He MoXyTb OYTU KUCHAMU; i

NPy YMOBI, WO KOMW NYHKTUPHA RiHis y cdopmyni | npenctasnsie coboto noagiliHUI 3B's30K, p AopisHioe 0 i R 2
BiACYTHIN.

TepmiH "ankin”, WO BWKOPUCTOBYETHCA TYT, MPUHAKMHI, SKWO HEe BKa3aHO IHWE, O3Ha4Yae Hacu4eHUi
OOHOBAaneHTHUI [OpOBYIMeLeBUA papukan, WO Mae HeposranyXeHy, posranyxeHy abo uukniyHy 6ymoBy abo ix
komMbiHauito.

TepmiH "ankokcun", Wo BUKOPUCTOBYETLCA TYT, 03Ha4ae O-ankinbHy rpyny, B skin "ankin" Takuin, sk s3asHa4yeHo BULLe.

TepmiH "apun”, WO BUKOPUCTOBYETHCA TYT, NPUHANMHI, AKWO HEe BKA3aHO iHWe, O3Ha4ae opraHivHWiA pagukan,
noxigHe Big apoMaTU4YHOrO FigpOBYIMELEBOro NOXiAHOMO, 3aMillleHOro OAHMMK BOOHSAMU, Takui sk, dperin abo HadTin,
HeobOB'A3KOBO 3aMilleHui Big 1 go 3 3amicHWMKiB BMOpaHMX 3 rpynu, WO MIiCTUTL ¢Top, Xrop, TpudTopMeTuUn,
(C4-Cg)ankokem, (Cg-Cqg)apunoken, TpudptopmeTokeu, gudtopmetokeu i (Cq-Cg)ankin.

TepmiH "HeHacnyeHa abo Hacu4veHa LyuknidHa cuctema abo iunknivHnii(Cs-Cr)reTepounkr,

O MICTUTb Bif OOHOrO A0 YOTMPLOX FreTepoaToMIB, He3areXHo BUGpaHMX 3 rpynu, Lo MiCTUTb aTOM KWUCHIO, CipKM,
asoTy i rpyny NR?, B aikili R® Takui, sik 3a3Ha4YeHo BULLE", O BUKOPUCTOBYETLCS TYT, NPUHANMHI, SIKLWO He BKa3aHo
iHWe, o3Ha4ae ane He obMexyeTbcsa NiponiguHin, TeTparigpodypaHin, AvrigpodypaHin, TeTparigponipaHin, nipaHin,

TionipaHin, asnpiguHin, OKCUpaHin, MeTuneHgiokenn, XPOMEHIn, i3oKcasoniguHin, 1,3-oKkcasonignH-3-in,
isoTiasoniguHin, 1,3-tiazonigun-3-in, 1,2-nipasonignn-2-in,  1,3-nipasonignn-1-in,  ninepuguHin,  TioMopdoniHin,
1,2-TeTparigpoTia3unH-2-in, 1,3-TeTparigpoTiasnH-3-in, TeTparigpoTiagiasnHin, MOpPdOniHin,

1,2-TeTparigpogiasnH-2-in, 1,3-TeTparigpogiasnH-1-in,  TeTparigpoaseniHin, ninepasvHin, XpomaHin,  dypun,
TieHin, Tiasonin, nipasonin, i3oTiasonin, okcas3onin, isokcasonin, niponin, Tpiasonin, TeTpasonin, imigasonin,

1,3,5-okcagiasonin, 1,2,4-oKkcagiasonin, 1,2,3-oKkcagiasonin, 1,3,5-Tiapgiazonin, 1,2,4-Tiagiazonin,
1,2,3-Tiagiazonin, nipngmn, nipasuHin, nipngasuHin, 1,2,4-Tpia3uHin, 1,2,3-TpiasnHin, 1,3,5-TpiasumHin,
nipasono[3,4-blnipuaunKin,  XiHomiHiN,  NTepuauHin, nypuHin, 6,7-gurigpo-5H-[1]nipuHanHin,  GeHso[b]TiodeHin,
5,6,7,8-TeTparigpoxiHoniH-3-in, ©eH3okcaszonin, 6eHszoTiasonin, ©eHsoTiagiasonin, ©eHsoTnasonin,

OeHasizokcaszonin, 6OeHsimigasonin, TiaHadTeHin, i3oTiaHadTeHIn, 6eH3odypaHin, i306eH30dypaHin, i3oiHgonin,
iHgonin, iHOoniauHin, iHAasonin, i3oXuHonin, XiHomin, dTanasuHin, XiHokcaniHin, XiHasoniHin | ©eH3oKcasuHin.
[MepeBaxHO, reTepouUUKNiYHI cucteMum - dbypaHin, TieHin, Tiasonin, okcasonin, isokcasonin, 1,2,3-Tiagiasonin,
nipuann, 6eHsokcasonin abo iHgonin.

TepmiH "aymn"”, Wo BUKOPUCTOBYETHCA TYT, NPUHANMHI, AKLWO He BKa3aHO iHWe, o3Havae pagukan cdopmynun RCO, B
akoMy R npegctaensie coboto ankin, ankokcu, apur, apunankin abo apunankinoken i TepmiHn "ankin" abo "apun"
Taki, Ik 3a3Ha4eHo BULLE.

TepMmiH "ayunokcun”, Wo BUMKOPUCTOBYETBLCA TYT, 03Hadae O-auunbHy rpyny, B AKin "auun” Takui, siKk 3a3HaueHo
BULLE.

Cnonykn copMynn | MOXyTb MaTW XiparbHi LEeHTPU i MOXYTb iCHyBaTW B pi3HOMaHiTHUX cdopmax. Llein BuHaxig
CTOCYETBLCS BCIX ONTUYHMX i30MepiB | cTepeoizomMepiB crnonyk dpopmynu | i ix cymiwen.

[MepeBaxkHUMK cnonykamun copmMynin | € cnonykm B AKX m AopiBHIOE 1; n gopiBHIoe 1; o gopiBHioe 1; p gopisHioe O:
g AopieHioe 0; r gopieHoe 0; A € KucHem abo asotom; B € NH; R2 npeacTaense coboto BogeHb abo (C1-Cg)arnkin; R3
npenctaensie coboto BofeHb, R ' npeacrasrsie coboto (C -Cqg)apun, (Cz-Cr)umknoankin abo HeHacuueHy abo
Hacu4eHy LMKrivHy cuctemy abo GiumknivyHnin(C3-Cr)reTepounkn, Wo MICTUTb Big OOHOrO A0 YOTUPBLOX FreTepoaToMis,
HesaneXHo BMOpaHWX 3 TpynW, WO MICTUTb aToM KUCHIO, cipku, asoTy i rpyny NRE, B skii R ® BogeHb abo
(C,-Cypankin, B A apusl, UAKIOANKI i reTepouuisiiyHa rpyna, Heobos'askoBo 3amileHi ranoreHom, (C 4-Cg)ankinom,
(C1-Cg)ankoken, riapokcun(C1-Cg)ankinom, amiHo, (C4-Cg)ankinamiHom, ((C4-Cg)ankin),amiHo abo
rinpokcu(C4-Cg)ankinamiHo; E npeacrasnsie coboto kuceHb | RS rpyna dhopmynn:
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R14
a6o R® HenacuueHa abo HacuueHa LMKnivHa cucTema a6o.6iumknluHnin(Cs-Cr)reTepoLukn, Wo MICTUTL BiA ogHoro
[10 YOTMPLOX FETEPOATOMIB, He3aneXHoO BUBPaHMX 3 IPYNHU, O MICTUTL aTOM KUCHIO, Cipki, asoTy i rpyny NR®, B skiit R®
BofeHb abo (Cq-Cg)ankin.
BinbLL NepeBaXHO cnomyku dopmynu | e cronyku B sikux R 1 HeoBoB'saskoBo 3amilLieHuit (Cg-Cqo)apun i B AKMX
BULLE3rafaHuii 3amicHuk npencTaense coboto rigpoken(C -Cg)ankin abo B akux npuHaiimHi oguk 3 R, R12 R18, R14

abo R'5 npencraBnsie coboto ranoreH abo B siknx R12 i R'® yaaTi pasom yTBOpioloTh koHAeHcoBaHyY BiLMKniYHy cuctemy
B SKili U gopiBHIO€e Hymnto, G i L € kucHamu i J npeacraense coboto CHo;

IHWKMKN nepeBaxkHUMKU cnonykamu cdopmMynn | € cnonykn B skmx m gopieHioe 0: n gopieHioe 0; o gopiBHioe 3; p
popisHioe 0; q gopiBHoe O; r gopiBHioe O; RZiR3¢ BOOHSAMMU, R? npeactaense coboto (Cgz-Cqg)apun, HeoboB'A3KOBO
3amiweHnin ranoreHomMm, (C4-Cg)ankinom, (C-Cg)ankokcu, rigpokcn(Cq-Cg)ankinom, amino, (Cq-Cg)ankinamiHo,
((C4-Cg)ankin),amiHo abo rigpokcn(C4-Cg)ankinamiHo, E npeacraense coboto kuceHb i R® rpyna dopmynu:

R11
4 R12

RE R™
R

14 abo R® HeHacuueHa abo HacuueHa LMKMiYHA cucTema abo GiuMKIiHHUI(C3-Cr)reTepoLykn, WO MICTUTL BiO
O[HOTO [0 YOTUPLOX FEeTepoaToMIB, He3anexHo BUGPaHNX 3 rpynu, Lo MICTUTL aTOM KWUCHIO, Cipku, asoTy i rpyny NR9,
B sikili R® BofeHb abo (C4-Cg)ankin.

IHWKMKU nepeBaxHUMKU cnonykamu copmMynn | € cnonykn B AKMX m OopiBHIOE 1. n gopiBHoe 0; o AgopiBHIOE 2; p
popisHioe 0; q gopiBHioe O; r gopiBHoe 0; A € KUCHeM; R2 i R® e BogHsamu, R npegcraensae coboto (Cg-Cqg)apun,
HeoboB'A3koBO  3amiwjeHuin ranoreHom, (C 1-Cg)ankinom, (C4-Cg)ankokcu, rigpoken(C4-Cg)ankinom, amiHo,
(C4-Cgankinamino, ((C4-Cg)ankin),amiHo abo rigpoken(C1-Cg)ankinamiHo, E npeacraense coboto KuceHb i R® rpyna
dopmynu:

R

14
R

a6o R® HeHacuueHa abo HacuueHa LMKNiYHa cucTeMa abo GiynknivHnMin(C3-Cy)reTepoumkn, Wo MICTUTb Bif OOQHOTO
[10 YOTMPLOX FETEPOATOMIB, He3aneXHoO BUGPaHUX 3 IPYNHU, O MICTUTL aToM KUCHIO, Cipki, asoTy i rpyny NRS, B skiit R®
BofAeHb abo (C4-Cg)ankin.

IHWKMKN nepeBaxHUMKU cnonykamn copmynn | € cnonykn B akux m gopiBHioe 0; n gopiHioe 0; o gopiBHoe 1; p
popiBHioe 1; q gopiBHe 1; r gopiBHioe O; R2 i R® ¢ BogHsiMu; D € KUCHeM: R4 e BOAHEM; R1 npencraense coboto
(C4-Cqo)apun, Heobos'askoBO samilleHuit ranoreHoM, (C ¢-Cg)ankinom, (C4-Cg)ankokem, rigpoken(Cq-Cg)ankinom,
amiHo, (C4-Cg)ankinamino, ((C4-Cg)ankin),amiHo abo rigpoken(C4-Cg)ankinamiHo, E npencraense coboto KUCeHb i RS
rpyna-cgpopmynu:

1
R
R

R R
R

abo R® HenacuueHa abo HacuueHa UMKIiYHA cucTeMa abo GiyunknivHMin(C3-Cy)reTepouukn, WO MICTUTb Big OOHOTO
710 YOTMPLOX FETEPOATOMIB, He3aneXHO BUBPaHUX 3 IPYNHU, WO MICTUTL aTOM KUCHIO, Cipki, asoTy i rpyny NR®, B skiit R®
BogeHb abo (C4-Cg)arnkin.

IHWKMKU nepeBaxHUMKU cnonykamu cdopmMynn | € cnonykn B Akux m gopiBHioe 0: n gopieHioe 0; o gopiBHioe 3; p
popisHioe 0; g gopieHioe O; r gopiBHioe 0; R? ¢ BogHeM abo rigpoKcurpynoto; R3 e BOOHEM; R1 npencrtaense coboko
(C4-Cqo)apun, Heobos'a3koBO 3amilleHuit ranoreHom, (C ¢-Cg)ankinom, (C4-Cg)ankokem, rigpoken(Cq-Cg)ankinom,

14

amiHo, (C4-Cg)ankinamito, ((C4-Cg)ankin),amiHo abo rigpoken(C4-Cg)ankinamiHo, E npencraense coboto KMceHb i RS

9-

67737 C

UA



v N

€L L9

1]
'S

[ARS

170

15

20

25

30

35

40

45

50

55

60

65

rpyna copmynu:

abo R® HenacuueHa abo HacuueHa UMKMiYHa cucTeMa abo GiLMKNiYHNIA(C3-Cr)reTepoLukr, Wo MICTUTL Bif OOHOMO
[10 HOTVPLOX reTepoaToMiB, HE3anexHoO BUBPaHUX 3 rpynu, WO MICTUTL aToM KIUCHIO, Cipku, asoTy i rpyny NR®, B axin R®
BofAeHb abo (C4-Cg)ankin.

IHWKMKU nepeBaxHUMKU cnonykamu copmMynn | € cnonykn B AKMX m aopiBHoe 1; n gopiBHioe 0; o gopiBHioe 1; p
popiBHioe 1; q popisHioe O; r gopiBHioe 0; A € KNCHewm; R2 | R3 ¢ BogHsMU; D € kucHewm; R’ npenctaense coboto
(C4-Cyp)apun, Heobos'askoBO 3amileHunid ranoreHom, (C 1-Cg)arnkinom, (Cq-Cg)ankokeu, rigpoken(Cq-Ce)askinom,
amiHo, (C4-Cg)ankinamino, ((C4-Cg)ankin),amiHo abo rigpokcn(C4-Cg)ankinamiHo, E npencrasnsie coboto kuceHs i R ®
rpyna cbopnwnm:

Rﬂ

R‘uB

m_-
; gm

R"

a6o R® HeHacuueHa abo HacuueHa LMKMiYHa cucTeMa abo GiyunknivHMin(C3-Cy)reTepouukn, Wo MICTUTb Bif OOQHOMO
[10 YOTMPLOX FETEPOATOMIB, He3aneXHoO BUGPaHUX 3 IPYNHU, O MICTUTL aToM KUCHIO, Cipki, asoTy i rpyny NRS, B skiit R®
BofeHb abo (C4-Cg)ankin.

IHWKMKN nepeBaxHUMKU cnonykamn copmMynn | € cnonykn B AKX m OOpiBHIOE 1; n OopiBHIOE 1; 0 AopiBHIOE 1; p
popisHioe 0; q popisHioe O; r gopiBHioe 0; A € KUCHeM; B € kucHewm; R2 | R3 ¢ BogHamu; R? npencrasnae coboro
(C4-C,p)apun, Heobos'askoBO samilleHuit ranoreHoM, (C ¢-Cg)ankinom, (C4-Cg)ankokem, rigpoken(Cq-Cg)ankinom,
amiHo, (C4-Cg)ankinamino, ((C4-Cg)ankin),amiHo abo rigpoken(C4-Cg)ankinamiHo, E npencraense coboto KUCeHb i RS
rpyna copmynu:

Rﬁ
R12
R‘iQiR”
RM

a6o R® HenacuueHa abo HacuueHa LuKMiYHa cuctema abo GiumKkniuHNIA(Cs-Cr)reTepoLukn, Wo MICTUTL Bif ofHOro
[10 YOTMPLOX FETEPOATOMIB, He3aneXHoO BUBPaHUX 3 IPYNHU, O MICTUTL aTOM KUCHIO, Cipki, asoTy i rpyny NR®, B skiii R®
BofdeHb abo (Cq-Cg)ankin.

IHWKMKU nepeBaXkHUMKU cnonykamu cdopMynn | € cnonykn B SKMX m OOpiBHIOE 1; n gopiBHe 1; o gopiBHioe O; p
popisHioe 1; g gopisHioe O; r gopieHie 0; A € kncHem; B € NH; D npencraensie coboto rpyny NRB, B akii R® ¢ BOAHEM
abo (Cq-Cg)ankinom; R' npencraensie coboto (C5-Cqp)apurn, HeoboB'sI3kOBO 3amilleHnin ranoreHoM, (C 4-Cg)ankinom,

(C1-Cg)ankoken, riapokeun(C-Cg)ankinom, aMmiHo, (C4-Cg)ankinamiHo, ((C4-Cg)ankin),amiHo abo
rinpokcu(C4-Cg)ankinamiHo, E npeacrasnsie co6oio kuceHb | RS rpyna dopmynn:
R
R"
R R®
R™

abo R® HenacuueHa abo HacuueHa LuKNivHa cuctema abo GiumkniuHNii(Cs-Cr)reTepoLykn, Wo MICTUTL Bif ogHOMo
[10 YOTMPLOX FETEPOATOMIB, He3anexXHoO BUGPaHUX 3 IPYNH, O MICTUTB aToM KUCHIO, Cipki, asoTy i rpyny NRS, B skiii R®
BofAeHb abo (C4-Cg)ankin.

IHWKMKU nepeBaxHUMKU cnonykamu copmMynn | € cnonykn B AkMx m gopiBHioe 0; n gopiBHoe 1; o gopiBHioe 1; p
popisHioe O; q popieHioe 1; r aopieHioe 0; R2 i R yasTi pasom yTBOpIoloTh kapBoHinbHy rpyny; R4 e BogHem; R’
npeactaensie coboto (C g-Cqglapun, HeoboB's3koBO 3amiieHnin ranoreHoM, (C 1-Cg)ankinom, (Cq-Cg)ankokeu,
rinpokcn(C-Cg)ankinom, amiHo, (C4-Cg)ankinamiHo, ((C4-Cg)ankin)yramiHo abo rigpokeu(C4-Cg)ankinamiHo, E
npencraensie coboto kuceHs | RS rpyna dopmynu:
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R11
R‘IZ

e R%
RH

-

a6o R® HenacuueHa abo HacuueHa LuKMivHa cuctema abo GiLumkniuHNIA(Cs-Cr)reTepoLukn, Wo MICTUTL Bif ofHoro

[10 YOTMPLOX FETEPOATOMIB, He3aneXHoO BUBPaHMX 3 IPYNHU, O MICTUTL aTOM KUCHIO, Cipki, asoTy i rpyny NR®, B skiit R®
BofeHb abo (Cq-Cg)ankin.

IHWKMKN nepeBaxkHUMKU cnonykamu copMynn | € cnonykn B SKMX m OOPiBHIOE 1; n OopiBHIOE 1; 0 AopiBHIOE 1; p
nopieHioe O; q gopiBHioe O; r fopiBHioe 0; A | R? y3aTi pazom yTBOPIOIOTL rpyny hopMynu:

B Kl A npencTasnsie coboto asoT; B € NH; R ' npencrasnsie coboto (Cg-Cqp)apun, HeoBOB'SI3KOBO 3aMilLieHui
ranoreHoM, (C4-Cg)ankinom, (C4-Cg)ankokeu, rigpoken(C-Cg)ankinom, amiHo, (C4-Cg)ankinamido, ((C,Cg)ankin),amiHo
abo rinpoken(C4-Cg)ankinamivo, E npenctaense coboto kncerb | RS rpyna dopmynu:

R
R

RS RY
R‘Il

a6o R® HenacuueHa abo HacuueHa LMKIiYHA cucTeMa abo GiLMKNIMHNIA(C3-Cr)reTepoLukr, Wo MICTUTL Bif, OOHOMO
[10 YOTHPLOX reTepoaToMiB, He3arnexHoO BUBPaHUX 3 rpyny, Lo MICTUTb aTOM KUCHIO, Cipku, asoTy i rpyny NR?, B siit R®
BofdeHb abo (C4-Cg)ankin.

IHWKMKN nepeBaxxHMMK cnonykamu cdopmynu | € cnonyku B skux m gopisHioe 0; n gopiBHioe 0; o gopisHioe 1; pP
popisHioe 0; q gopiBHIOE 2; r gopiBHioe O; R2 ¢ BogHeM abo rigpoOKCUTpynoto; R3 e BogHeM; R* HesanexHo € BogHeM
abo rinpokcurpynoto; R npeacrasnsie coboto (Cg-Cqp)apun, HeoBOB'A3KOBO 3aMillleHuii ranoreHom, (C 4-Cg)ankinom,

(C4-Cg)ankoken, riapokcun(C-Cg)ankinom, amiHo, (C4-Cg)ankinamiHo, ((C4-Cg)ankin),amiHo abo
rigpoken(C4-Cg)ankinamito; E npegcrasnse cobolo KNCeHb i R® rpyna dopmynu:
RM
* /"
e R®
R‘M

abo R® HenacuueHa abo HacuueHa UMKIiYHa cucTeMa abo GiLMKNiYHNIA(C3-Cr)reTepoLukr, Wo MICTUTL Bif, OOHOMO
[10 HOTVPLOX reTepoaToMiB, HE3anexHo BUBPaHUX 3 rpynu, WO MICTUTL aToM KUCHIO, Cipku, asoTy i rpyny NR?, B axiin R®
BofAeHb abo (C4-Cg)ankin.

IHWKMKW NepeBaykHUMK crionykamu copmMynu | € cnonyku B-AKMX m gopiBHI0e 1; n gopiBHioe 1; o gopiBHioe 1, 2, 3
abo 4; p popieHioe 0; q gopieHioe 1, 2, abo 3; r gopisHioe 0; A npepcrtaensie coboto kuceHb; B npencraensie coboto

knceHs; R2, R3, R4 i R" e BogHsimu; E npencrasnsie coboto knceHs i R® rpyna copmynu:
R"
R

" R¥

R"
a6o R® HenacuueHa abo HacuueHa LuKNivHa cuctema abo GiumkniuHNIA(Cs-Cr)reTepoLykn, Wo MICTUTL Bif ofHOro
[10 HYOTUPLOX FreTepoaToMiB, He3anexHo BUBpaHUX 3 rpynu, WO MICTUTb aToM KUCHIO, cipku, asoTy i rpyny NR?, B skili R®
BofeHb abo (C4-Cg)ankin.
IHWKMKU nepeBaXkHUMKU cnonykamu copMynn | € cnonykn B AKX m OOpiBHIOE 1; n OopiBHIOE 1; 0 AopiBHIOE 1; p
nopisHioe O; q fopieHioe O; r gopiBHioe 0; A | R2 y3aTi pazoM yTBOPOIOTL rpyny popMyni:

-11-

67737 C2

UA



v N

€L L9

1]
'S

[ARS

170

15

20

25

30

35

40

45

50

55

60

65

R
\(ks' 3

R‘l
4
Rq

B AKin A npeactaense coboto asoT; B npencrtasnsie cobok KnceHb; R 1 npegcraenae coboto (C g-Cqp)apun,
HeoboB'A3koBO  3aMiwjeHun rarnoreHom, (C 4-Cglankinom, (C4-Cg)ankokcu, rigpokeun(C4-Cg)ankinom, amiHo,

(C4-Cg)ankinamivo, ((C4-Cg)ankin)2amiHo abo rinpoken(C4-Cg)ankinamiHo; E npeacrasnsie coboto kuceHs i RS rpyna
dopmynu:

RTT
RIZ
R‘:ﬁa"’
RM

abo R® HeHacuueHa abo HacuueHa LuMknidHa cucTema abo BLynwHHUIA(C3-Cr)reTepoLnkn, Wo MICTUTb Bif ogHOMo
[10 YOTMPLOX FETEPOATOMIB, He3aneXHO BUGPaHUX 3 IPYNHu, O MICTUTB aToM KUCHIO, Cipki, asoTy i rpyny NR®, B skiii R®
BofAeHb abo (C4-Cg)ankin.

iHWWMK nepeBaKHUMK cnornykamu copmMmynu | € cnonyku B skmx m AopiBHOe 1; n gopiBHe 1; o gopiBHioe 1; p
popisHioe 0; q gopieHioe O; r gopiBHioe 0; A | R2 y3aTi pazoM yTBOPOIOTL rpyny hopMyni:

g
Bﬁ#

4

R q

B fKin A npepcraensie cobol KuceHb; B npepctaBnse coboo kuceHb; R 1 npegcraenae coboto (Cg-C-1g)apun,
HeoboB'A3koBO  3aMiwjeHun rarnoreHom, (C 41-Cg)ankinom, (C4-Cg)ankokcu, rigpoken(C4-Cg)ankinom, amiHo,

(C4-Cg)ankinamivo, ((C4-Cg)ankin),amiHo abo rinpokcn(C4-Cg)ankinamiHo; E npeacraense coboto kuceHs i R® rpyna
dopmynu:

R11
th
R 15 R13
R14

a6o R® HenacuueHa abo HacuueHa LuKNivHa cuctema abo GiumkniuHNii(Cs-Cr)reTepoLukr, Wo MICTUTL Bif ogHOMo
[10 HOTHPLOX reTepoaToMiB, He3arnekHO BUBPaHUX 3 rpynu, Lo MICTUTb aTOM KWUCHIO, cipku, asoTy i rpyny NR?, B skiin R®
BofAeHb abo (C4-Cg)ankin.

IHWKMKW nepeBaXHUMKU crnorykamu copmynun 1 € cnonykn B sikmx m gopiBHioe 1; n gopiBHioe 0; o gopiBHioe O; p
popisHioe 0; g gopisHioe O; r gopiBHioe 0; A npepcTtasnse coboto KNCeHb; R''e (C6-C1p)apurom abo HeHacu4eHo abo
Hacu4eHol LMKivYHOW cuctemoto abo GiunkniYHUM(C3-C7)reTepoyMknom, Wo MICTUTb Big OOHOTO A0 YOTUPLOX
reTepoaToMiB, He3amneKHO BUBPaHUX 3 IPynH, Lo MICTUTL aToM KUCHIO, cipki, asoTy i rpyny NR®, B sikit R® BogeHs abo
(C4-Cg)ankin, B akin apwun abo retepouukniyHa rpyna HeoboB'a3koBO 3amilleHi ramnoreHoM, (C 41-Cg)ankinom,

(C4-Cg)ankoken, riapokcun(C-Cg)ankinom, amiHo, (C4-Cg)ankinamiHo, ((C4-Cg)ankin),amiHo abo
rinpoken(C-Cg)ankinamino; E npeacraensie coboto kuceHb | RS rpyna dopmynu:
R'H
Ru
e P
R‘M

a6o R® HenacuueHa abo HacuueHa LuKNivHa cuctema abo GiumkniuHNii(Cs-Cr)reTepoLykn, Wo MICTUTL Bif ogHOMo
710 YOTMPLOX FEeTEPOATOMIB, HE3aNeXHO BUBPaHMX 3 FPYNHU, O MICTUTL aTOM KUCHIO, Cipki, asoTy i rpyny NR®, B skiid R®
BofAeHb abo (C4-Cg)ankin.

IHWKMKU nepeBaxHUMKU cnonykamu copmMynn | € cnonykn B AKX m OOpiBHIOE 1; n gopiBHoe 1; o gopiBHioe O; p
popisHioe 0; q gopisHioe 1; r nopiBHioe 0; A npeacTaensie coboto kuceHb; B € NH; R%e rigpokcun(C-Cg)ankinom; R' ¢
(C4-Cg)ankinom; E npegcraBnsie coboto KUCeHb i RS rpyna copmynu:
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BofeHb abo (Cq-Cg)ankin.

Halibinbl nepeBaxkHUMK crnionykamu bopMyniu | € HacTynHWIA nepenik crnonyk:

N-{4-(1-Tigpokcn-1-meTnneTnn)oeHsnn)-2-(3-meTnnbdeH3o(d)isokcason-7-inoKecn)-HikoTHamig,

N-(4-(1-Tigpokcn-1-meTnneTnn)oeHann)-2-(3-okcoiHaaH-5-inoKkcn)HIKOTUHaMIL;

2-(3-(1-TigpokenimiHoeTnn)dpeHoken)-N-(4-(1-rigpoken-1-meTuneTnn)oeH3nn)-HikoTuHamig;

N-(4-(1-Tigpokcn-1-meTnneTnn)oeHann)-2-(4-okcoxpoMaH-6-irokcu)HikoTMHamIg,

(£)2-(3-AyeTundeHokcm)-N-(1-rippokcniHgaH-5-TMeTUnN)HIiKoTUHaMIg;

2-(2,3-Aurinpobenszo(1,4)aiokenH-6-inoken)-N-(4-(1-rigpokcn-1-MeTnneTun)oeH3nm)-HikoTuHamig;

N-(4-(1-Tigpokcn-1-meTnneTnn)oeHsnn)-2-(3-(1-meTokcnimeHoMeT ) heHOKCH)-HIKOTUHaMIA,;

N-(2-Xnop6eHaunn)-2-(4-bTopdeHoKCn)HIKOTMHaMIA;

N-(5-XnopTtiodeH-2-inmeTnn)-2-(nipnanH-3-inokcm)HikoTuHamia;

[2-(4-DTopdheHoken)-N-[4-(3-rigpokcnaseTnamnH-1-in)0eH3nn]HikoTMHaMIg;

N-[4-(1-Figpokcn-1-meTnnetnn)beHann]-2-(3-HiTpodeHoKCH)HiKoTUHaMIL,;

2-(4-dT1opdheHoken)-N-(2-okco-2,3-gurigpo-1H-iHgon-5-inmeTnn)HikoTuHamig;

N-[2-(3-AueTundeHokcn)nipngunn-3-in]-2-[4-(1-rigpokecn-1-metunetun)deninjayetamia;

MeTtunoeui ectep 3-{3-[4-(1-Tigpokcn-1-meTuneTnn)6eH3nnKkapbomoin]nipnanH-2-inokcn}6eH3oMHOT KUCMOoTH;

2-(4-P1opdeHoken)-N-[4-(1-rigpokcn-1-meTuneTnn)6eH3nn HIKoTUHaMIL;

2-(4-PT1opdheHoken )-N-(1-TiobeH-2-in eTun YHikoTuHamiIg,;

N-[2-Xnop-4-(1-rippokcu-1-meTunneTnn)beHann]-2-(3-uiaHodeHoKen ) HikoTuHamig,;

2-(3-LliaHo-4-dpTopdeHoken)-N-[4-(1-rigpokcn-1-MeTuneTnn)6eH3nnHikoTuHamIg;

N-[2-Xnop-4-(1-ngpokcn-1-meTuneTun)oeHsnn]-2-(3,4-anpTopdheHOKCU)HIKOTMHAMIL,

(+)-2-(beHz0o[1,3]piokcon-5-Tokem)-N-[4-(1-rigpokcneTUN) LMKIoreKCUNMeTUI HIKOTUHaMIg,;

(-)-2-(3-UiaHo-4-bTopdheHoken)-N-[4-(1-rigpokCeTUn)UNKoreKCuiMeTuHikoTUHaMmIA,;

(+)-2-(3-LiaHo-4-pTopdheHokcm)-N-[4-(1-rigpokcneTnn) LMKnoreKCunMeT U HiKoTuHaMIg;

(+)-2-(2,3-AvrinpobeHso[1,4]aiokcnH-6-inokemn)-N-[4-(1-rigpokcneTun)umKnorekcnn-MmeTun]HikoTuHamig,;

(-)-2-(2,3-AurigpobeH3o[1,4]niokcuH-6-inokcn)-N-[4-(1-rigpoKCMeT) LUKNOreKCUn-MeTUNHIKOTUHaMIL;

2-(beHso[1,3]aiokcon-5-inokcun)-N-[4-(1-rigpokcn-1-meTuneTun )6eH3nnHIKoTUHaMIL;

2-(beH3o[1,3]aiokcon-5-inokcn)-N-[4-(1-rigpokcn-1-MeTuneTun)UnKoreKCUIMeTun]-HikotuHamig,;

2-(3-AyeTtundeHoken)-N-(4-(1-rippokcneTnn)ymknorekcunmeTunlHikoTuHamig, i

2-(3-LliaHo-4-dpTropdeHoken)-N-[2-bTop-4-(1-rigpokcn-1-meTnneTun)oeH3nn]-HikoTuHamig;

N-[2-Xnop-4-(1-rinpokcn-1-meTunetun)beHann]-2-(3-uiaHo-4-hTopdheHOKC)-HIKOTMHaAMIL;

2-(3-AyeTundpeHokcn)-N-[2-xnop-4-(1-rigpokcn-1-MeTnneTun)oeH3nnHikoTMHamIg;

2-(3-AueTtundeHoken)-N-[4-(1-rigpokcn-1-MeTuneTnn )UMKoreKCUIMeTun]HikoTuHamIa;
2-(3-AueTtundpeHokcm)-N-[4-(1-rigppokcn-1-meTunetun)beHann]HikoTuHamig,;
2-(3,4-OunptopdeHoken)-N-(4-(1-rigpokcn-1-meTuneTnn)oeH3nnHikoTUHaMIg;
2-(4-PT1opdheHokcn)-N-[4-(1-rigpokcn-1-MeTUneTnn)ynKnorekcunmeTun]HikoTMHamig,
2-(3-LliaHodeHoken)-N-[4-(1-rigpoKkcu-1-MeTUNeTU)LNKIoreKCUIMeT U HIKoTUHaMIA,;

N-[4-(1Tigpoken-1-meTnneTnn)oeHann}-2-(3-MeToKCUPEHOKCU ) HIKOTUHAaMIL,

2-(3-LliaHogeHoken)-N-[4-(1-rigpokcun-1-meTuneTnn)6eH3nnHikoTUHaMIA;

N-[4-(1-Figpokcn-1-meTunetnn)beHann]-2-(NipnanH-3-inokcn)HikoTuHamig,; i

2-(3-AuyeTtundpeHokcm)-N-[4-(1-rigpokcn-1-meTnneTun)oeHann]HikoTuHamig,

MpencraBneHWn BUHaxig TakoX CTOCYETbCS hapMaLeBTUYHUX KOMMO3WLIA NPW3HAYeHWX ANs NiKyBaHHSA
pecnipaTopHMX 3axXBOPIOBaHb, aneprii, peBMaToigHMX 3aXBOPIOBaHb, pPerysitoBaHHs Baru Tina, 3ananbHUX 3axBoploBaHb
i 3aXBOpPIOBaHb LEHTparibHOI HEPBOBOI CUCTEMM, TaKMX SIK, acTMa, XPOHiIYHI OBCTPYKTUBHI 3aXBOPIOBEHHSA JEreHb,
CMHOPOMY BIiKOBMX PECNipaTOPHMUX 3aXBOPHOBaHbL, LWOK, (ibpo3, nereHeBa HagqyTNMUBICTb, anepridHi puHiTK, Hacnigkosi
AepMaTuTh, mncopias, KOHTpOsfb Baru, peBMaTOigHI apTpuTK, Kaxekcisi, xBopoba KpoHa, BMpasKoBi KOMiTW, apTpWTHI
CTaHW i iHWi 3ananbHi 3axBoptoBaHHA, Aenpecii, MynbTuiHdapkTHi ctann | CHIL y ccaBuiB, BkoYaloun noguHy, LWo
MICTATb CMONYKY 3rigHO NyHKTY 1 abo i hapMaueBTUYHO NMPUIAHATHY CiNb, Y KINbKOCTI €eKTMBHIN Ans Takoro
nonepemkeHHs abo fikyBaHHS i hapMaLeBTUYHO NPUAHATHUIA HOCIN.

MpencTaBneHWii BWHaxig TaKoX CTOCYETbCS CMOCOBIB NiKyBaHHA pecnipaToOpHUX 3axBOplOBaHb, anepriu,
peBMaTOoIigHMX 3aXBOPIOBAHb, PEryriloBaHHS Bary Tina, 3ananbHUX 3aXBOpIOBaHb i 3aXBOPIOBaHb LEHTParibHOI HEpBOBOT
CUCTEMM, TaKUX $IK, acTMa, XPOHiYHi OOCTPYKTWMBHI 3aXBOPIOBAHHS FlereHb, CUHAPOMY BIiKOBMX pecnipaTopHUX
3axXBOpIOBaHb, LWOK, ibpo3, nereHeBa HagqyTNMBICTb, anepridHi puHITW, HacnigkoBi AepMaTWUTK, Mcopias, KOHTPOSb
Barn, peBMaToigHi apTpuTW, Kaxekcis, xBopoba KpoHa, BUpas3KoBi KOMiTW, apTPUTHI CTaHW | iHWI 3ananbHi
3axBOPIOBAHHSA, Aenpecii, MynbTUiHgapkTHi ctanm | CHIO y ccaBuiB, Wo nonarae y npusHadeHHi BullesragaHomy
cCaBLI0 CMonyku 3rigHO NyHKTY 1 abo 1 dhapMaueBTUYHO MPUNHATHOI COMi, Y KINbKOCTI edeKTUBHIN Ans Takoro
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NiKyBaHHS.

MpencTaeBneHWii BUHaXig TakoX CTOCYETbCH hapMauLeBTUYHUX KOMMO3WUUIN, O CEeNEeKTUBHO iHrbyoTh i30eH3uMm
PDE4 D, skuin perynioe akTusauilo. i gerpaHynsuito €o3nHoiny MognHW i BUKOPUCTOBYKOTLCS ANA JiKyBaHHS
pecnipaTopHMX 3aXBOPKOBaHb, anepriii, peBMaToigHMX 3aXBOPIOBaHb, pPerysiloBaHHa Baru Tina, 3ananbHUX 3axBOploBaHb
i 3axBOpPIOBaHb LEHTparibHOI HEPBOBOI CUCTEMM, TaKMX SIK, acTMa, XPOHiIYHi OBCTPYKTUBHI 3aXBOPIOBaHHSA JereHb,
CUHOPOMY BIKOBUX PECipaTOpHUX 3aXBOPKBaHbL, LWOK, (iGpos, nereHesa HagqyTNUBICTb, anepridHi puHiTK, Hacnigkosi
OepMaTUTK, Ncopias, KOHTPOSb Baru, PEBMATOIgHI apTpuUTK, Kaxekcis, xBopoba KpoHa, BUpPasKoBi KOMiTW, apTpWTHI
CTaHW i iHWi 3ananbHi 3axBoploBaHHA, Aenpecii, MynbTuiHdapkTHi ctann | CHIL y ccaBuiB, BKoYaoun noguHy, LWo
BKITIOMaE Npu3Ha4veHy BuLLe3ragaHoMy ccaButo Ans iHribyBaHHsa isoeHanmy PDE4 D cnonyky abo ii dapmaleBTUyHO
NPUAHATHY cinb, Wo iHribye isoeHanm PDE4 D, y KinbKocCTi, eheKTUBHIN Ana Takoro fikyBaHHSA | chapmaleBTUYHO
NPUAHATHUIA HOCIM.

MpencTaBneHnit BUHaXiL TaKoX CTOCYETLCS CNOCOBIB CeneKTUBHOrIO iHrbOyBaHHS isoeHanmy PDE4 D, skui perynioe
akTuBauito i gerpaHynauio eosnHodiny NOOMHW | BUKOPUCTOBYIOTLCA MpKW NiKyBaHHI pecnipaTopHMX 3axXBOPlOBaHb,
aneprin, peBMaToigHUX 3aXBOPOBaHb, PEryroBaHHA Bark Tina, 3ananbHWX 3axBOPKBaHb | 3aXBOPOBaHb LieHTpanbHol
HepBOBO| CUCTEMM, TAKMX SIK, aCTMa, XPOHIHYHI OBCTPYKTUBHI 3aXBOPHOBAHHS JNEreHb, CUHOPOMY BIiKOBMX PecnipaToOpHUX
3axXBOpIOBaHb, LOK, ibpo3, nereHeBa HagqyTNMBICTb, anepridHi puHITH, HacnigkoBi AepmMaTWUTK, Mcopias, KOHTPOSb
Barn, peBMaToigHi apTpuTu, Kaxekcis, xBopoba KpoHa, BUpa3KoBi KOmMiTW, apTPUTHI CTaHW | iHWI 3ananbHi
3axBOpIOBaHHSA, Aenpecii, MynbTuiHdapkTHi ctann i CHIL y ccaBuiB, Wo nonsirae y iHribyBaHHi isoeHaumy PDE4 D
LWNSAXOM MPU3HAYeHHs BMLLEe3ragaHoMy cCaBLO Crnonyku, wWo iHridye isoeHsum PDE4 D abo 1i dapmauyeBTn4HO
NPUIAHATHOT Coni, Y KINbKOCTI eheKTUBHINA ANA TAaKoro NikyBaHHS.

[eTanbHuii onnc BMHaxody HacTynHi peakuiiHi Cxemu po3KpUBaKOTb OLEPKaHHS CMonyK MpeacTaBfeHoro
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B peakuii 1 Cxema 1, 2-xnopnipuauH, cnonyky cdopmynu |V nepetrsoptoBanu y BignosigHy cnonyky dopmynu |l
B3aemogieto [V 3 cnonykoto dopmynun R5(CH2)r-OH B MPUCYTHOCTI rigpuay HaTpitlo i NONSPHOro anpoTOHHOrO
PO3YMHHUKE, Takoro Ak, gumeTundopmamin. Peakuio npoBogunv nNpu KiMHaTHIN TemnepaTypi Ha npoTasi Yacy, Wo
nexas y Mexax Big npubnusHo 3 rognH Ao npubnuano 20 roauH, NepeBaxHo NPUBIN3HO 4 roanHuU.

B peakuii 1 Cxema 2, 3-kapboHOBY KMCNOTY, cnonyky cdopmynu |V nepeTsoptoBanu y BignoBigHWIA eTUMOBUA ecTep
nipuanHy cnonyky cdopmynu VI Baaemogieto |V 3 eTaHoNoM B NpUCYTHOCTI TieHinxnopuay. PeakuiinHy cyMmill Kun'atunm
i3 3BOPOTHIM XONOAWSIBHUKOM Ha NPOTA3i Yacy, Wo nexaB y Mexax Big npubnuaHo 1 rogmHi 4o npmbnuaHo 3 roguH,
nepeBaxHo nNpubnuaHo 1,5 roanHum.

B peakuii 2 Cxema 2, 2-xnopnipvanH, cnonyky dopmynun.VI nepeTtsoptoBanu y BignoBigHy cnonyky dopmynu V
B3aemopicto IV 3 crnonykoo dopmynn RZ(CH,)-OH B npucyTHOCTI kapBoHaTy Lesito | MOMSIPHOro anpoTOHHOrO
PO34MHHUKE, TaKkoro sk, AMMeTundgopmamig. Peakuito npoBogmnm npu TemnepaTtypi Big npubnusto 65°C go npnbnnsHo
90°C, nepeBaxxHO NpubnuaHo npu 65°C, Ha NpoTA3i Yacy, Wo fnexas y Mexax Big npnbnusHo 10 roanH Ao npubnnsHo
18 roavH, nepeBaxHo NpnbnnaHo 10 roguH.

B peakuii 3 Cxema 2, eTUNOBMIA ecTep NipuanHy, cnonyky cdopmynu V nepeTsopioBani y BionoBigHy 3-kapboHoBy
KncrnoTy cnonyky dopmynu |ll B3aemogieto V 3 eTaHONOM B NPUCYTHOCTI rigpokcmay HaTtpito. PeakuiiHy cymiw
KMN'ATUK i3 3BOPOTHIM XOMOoAUIBHUMKOM Ha NpoTA3i Yacy, Wo nexas y Mexax Big npubnmaHo 3 rognH Ao npmbnuaHo 5
roauH, NepeBaxHo NpUBM3HO 4 roguHu.

B peakuii 1 Cxema 3, 3-kapOoHOBY KWUCMOTY, Cnonyky copmynu |V nepeTsoptoBanu y BignosigHWMn OeH3MMoBUIA
ecTep NipuanHy cnonyky cdopmynu X Baaemogieto IV 3 6eH3MNGpomMigoM B NPUCYTHOCTI KapboHaTy Karnito i nonsipHoro
anpoTOHHOMO PO3YMHHUKE, Takoro Ak, gumeTundopmamin. Peakuito npoBogunun npu KiMHaTHIn TeMnepaTypi Ha nNpoTasi
yacy, Lo nexas y Mexax Big npubnusHo 1 rogunn oo npubnuaHo 24 roguH, nepeBaxHo npubnuaHo 10 roguH.

B peakuii 2 Cxema 3, 2-xnopnipugunH, cnonyky cdopmynu X nepeTBoptoBanu y BignosigHy cnonyky dopmynu IX
B3aemopgieto X 3 3-MopdheHononM B NPUCYTHOCTI kapboHaTy Lesito i NONSPHOrO anpoTOHHOMO PO34YMHHMKA, TaKoro Sk,
anmeTmndgopmMmamin. Peakuito npoBoaunv npu Temnepatypi Big npubnusHo 70°C go npubnmsHo 80°C, nepeBaHo
npubnuaHo npu 75°C, Ha npoTAsi 4acy, Wo nexaB y Mexax Big npubnuaHo 1 rogvHM o npubnuaHo 6 roawH,
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nepeBayHO NpUGNN3HO 2 roanHM.

B peakuii 3 Cxema 3, 3-iogdeHoKcunipuaunH, crnomnyky dcopmynu X nepetBoptoBanu y BigMNoBigHY CRONyKy
dopmynn VIl B3aemopieto IX 3 MOHOOKCMAOM BYyrfeuyl i MeTaHonoM B MPUCYTHOCTI aueTtaTty nanagito,
1,1-6ic(andbenindocdiHo)depoueHy, TpueTurnamiHy | MNOMSIPHOrO  anpoOTOHHOMO  PO34YMHHMKA, TaKkoro €K,
anmeTtmndgopmamig. Peakuito MpoBogunu npu Temnepatypi Big npubnusHo 50°C go npubnuaHo 70°C, nepeBaxkHO
npnbnuaHo npu 60°C, Ha NpoTA3i Yacy, Wo nexas y Mexax Big npubrnnaHo 2 roguH Ao npubnmsHo 4 roguH, nepeBaykHo
npuGnM3sHo 4 roguH.

B peakuii 4 Cxema 3, 6eH3UNOBUIA ecTep NipuaunHy, cnonyky dopmynun VIl nepeTsoptoBanu y BignoBigHy Cnonyky
dopmynm VIl rigporenyBanHam VIII B npucyTHOCTI nanagito Ha Byrnewi, MeTaHony i eTunaugertary. Peakuito nposognnu
npy KiMHaTHIR TemnepaTypi Ha NpoTA3i Yacy, WO nexaB y Mexax Big npubnusHo 1 roguHuM go nNpubnuaHo 2 roguH,
nepeBaykHO NPUONN3HO 2 FOAMHW.

B peakuii 1 Cxema 4, nipugnHkapboHoBY KUCroTy, crnonyky copmynu |l nepeTsopioBanu y BigMnoBigHY CROMyKy
dopmynun XI B3aemogieto |l 3 cnonykoto hopmynu:

—

R4 Xl

P _Jq R!

3a OfHIE0 3 YOTUPLOX CUHTETUYHUX METOOUK.

[Mepwa wmeToAMKa nonarae B HacTynHomy, cnornyka dopmynu Il pearyana 3 Xl B npucyTHoCTI
1-eTun-3-(3-gumeTunamiHonponin)kapbogiimiay, 1-rigpokcubeHsoTpiasonrigpaty i NONAPHOrO NMPOTOHHOMO PO3YUHHUKE,
Takoro sk, gumeTundopamia. Peakuito npoBogunu npu KiMHaTHI Temnepatypi Ha NpoTAsi Yacy, Wo nexas y Mexax Big
npnbnunaHo 1 rognHn o npubnnsHo 24 roaunH, nepeBaxHo npubnmaHo 10 roguH.

Y ppyrii metoguui, Il pearyBanma 3 xnopdopmiaToMm, Takum €K, i306yTunxnopdopmiat, B MNPUCYTHOCTI
N-meTunmopdorniHy i NONAPHOrO anpoTOHHOTO PO3YMHHMKA, TaKoro K, MeTWneHxropva, Npu Temnepatypi Big
npnbnuaHo 0°C go npmbnuaHo -20°C, nepeBaxHo npubnuaHo npu -10°C, Ha NpoTasi Yacy, LWo nexaB y mMexax Big
npubnuaHo 15 XBUNUH Jo NpuGnuaHo 1 roguHu, nepesaxkHo nNpubnuaHo 30 xBUNuUH. PeakuiiHy cymiw Harpianu o
KiMHaTHO! TemnepaTypu i gogaeanu cnonyky cdopmynun Xll. OpepxaHy peakuiiHy cyMill nepemillyBanu Ha npoTasi
yacy, Wo nexaB y Mexax Big npubnnsHo 1 roguHn ao npnbnnaHo 24 roaunH, nepeeaxHo npnbnnaHo 10 rogumH.

Y TpeTin meToauui, cnonyky cdopmynu Il HarpiBanu i3 3BOPOTHIM XONOAWSIBHUKOM B NPWUCYTHOCTI TieHinxnopuay
Ha nNpoTAsi Yacy, Wo nexas y Mexax Big npubnuaHo 1 roguHn Oo npumbnuaHo 24 roguH, nepeBaxkHo npubnuaHo 1
roguHu. OfepXaHUin xnopaHrigpug KUCNoTW noTiM niggaesanu B3aemopii 3 cnonykoto dopmynu Xl B npucyTHoOCTI
NipUAWHY | NOMAPHOrO anpOTOHHOINO PO3YMHHUKE, TaKoro AK, TeTparigpodypaH. Peakuito NpoBoAWnM NpW KiIMHATHIA
TemnepaTypi Ha MpoTAsi Yacy, WO fexaB y Mexax Big npubnusHo 3 roguH Ao npubnusHo 4 roAauH, nepeBaxHo
NpuGnM3HO 4 roanHu.

Y uetBepTii MeToguui, crnonyka cdopmynu |l pearysana 3 Xll B npucytHocTi BOP, giisonponinetunamidy i
NONAPHOrO anpOTOHHOMO PO3YMHHUKE, TaKoro siK, AMMeTUndopmMamia. Peakuilo npoBoaunu npu KiMHaTHIn TeMnepaTypi
Ha NpoTA3i Yacy, Lo fexas y Mexax Big npubnnaHo 3 roavH Ao npubnnsHo 4 roaunH, NepeBaxHo NpubnnaHo 4 roguHm.

B peakuii 1 Cxema 5, nipuanHkapOoHOBY KUCROTY cnosnyky copmynu |l nepeTBoptoBanu y BiOnoBigHY Cnonyky
dopmynu Xl Bzaemogieto |l 3 cnonykoto oopmynu:

R4 X

3

B NpUCyTHOCTI 4-gumeTunamiHonipuavHy, rigpoxnopuay 1-(3-anmeTtunamiHonponin)-3-etunkapbogiimigy, nipnanHy
i pietTnnosoro edipy. Peakuito npoBogunu npu KiMHaTHIN TemnepaTtypi Ha NpoTasi 4acy, Lo fexaB y Mexax Big
npubnmaHo 1 rogunHi 4o NpubnM3Ho 3 rogunH, NepeBaxHo NPUBIN3HO 1 roanHN.

B peakuii 1 Cxema 6, cnonyky cdopmynu XVI nepeTtsoptoBanu y BignosigHy cnonyky dpopmynu XV B3aemogieto XVI 3
aueToHITPUIIOM B NPWUCYTHOCTI hopManbgeriny i uiaHoGoprigpugy HaTtpito. Peakuito npoBogunu npu  KiMHaTHIA
TemnepaTypi Ha nNpoTAsi Yacy, Wo Nnexas y Mexax Big npubnvsHo 14 rognH go npubnmsHo 16 roguH, nepeBaxHoO
npubnuaHo 16 roauH.

B peakuii 1 Cxema 7, cnonyky cdopmynu XVIl nepetBoptoBanu y BignosigHy cnonyky copmynu XVI cnodartky
B3aemogieto XVIl 3 okcmxrnopnaom ¢poccopy B anpoTOHHOMY PO34YMHHUKY, TAKOMY SIK, TOMYorn i noganbLuo obpobkoto
CMOIyKM, WO yTBOpMUIIacs, rigpoKCMAOM HaTpilo B MONSPHOMY anpoTOHHOMY PO34MHHUKY, TakoMy K, MeTaHon. Peakuito
npoBogMnn npu TemnepaTtypi Big npubnunaHo 0°C go kiMHaTHOT TemnepaTtypu, nepeBaxkHo npu 22°C, Ha npoTaAsi vacy,
Lo NexaB y Mexax Big npubnuaHo 1 roguHn ao npubnuaHo 24 roguH, nepesaxHo NpubnmnaHo 12 roauH.

B peakuii 1 Cxema 8, cnonyky chopmynu XIX nepetsoptoBanu y BignosigHy cnonyky dopmynu XVIII 3a metogukoto,
Lo onucaHa B peakuii 1 Cxema 7.

B peakuii 1 Cxema 9, 3-amiHonipnguH, cnonyky cdopmynm XX| nepeTBoptoBanu y BignoBigHy cnonyky dpopmynun XX
B3aemogieto XXI| 3 cnonykoto cpopmynu:
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R4 XV

q

B NpUCYyTHOCTI 4-gumeTunamiHonipuauHy, rigpoxnopuay 1-(3-anmeTtmnamiHonponin)-3-etunkapbogiimigy, nipnanHy
i pieTnnosoro edipy. Peakuito npoBogunu npu KiMHaTHIN TemMnepaTtypi Ha npoTsasi 4acy, Wo fexaB y Mexax Bif
npubnnaHo 1 roanHyn oo NpPUGIN3HO 24 roguH, nepesaxHo NpubnunaHo 16 roguH.

B peakuii 1 Cxema 10, cnonyky cdopmynu XXIII nepetsoptoBanu y BignoBigHy cnonyky cdopmynn XXIl Bzaemogieto
XXIIl 3 cnonykoto hopmynu:

XXV

B MPWUCYTHOCTI N-TONYonCyribPOHOBOT KUCMOTM | anpOTOHHOTO PO34YMHHMKA, Takoro sk, Tonyon. PeakuiliHy
KUN'ATUNK i3 3BOPOTHIM XOMOAMMBHUKOM Ha NpoTA3i Yacy, Wo nexasB y Mexax Big npubnuaHo 1 rognHu Ao npubnunaHo
48 roguH, nepeBaxxHoO NpubnnaHo 24 rogmHu.

B peakuii 1 Cxema 11, cnonyky copmynu XVIlI nepetBoptoBanu y BignoBigHy cnonyky dopmynn XXV B3aemogieto
XXVI 3 meTunnitiem B anpoTOHHOMY PO34YUMHHMKY, Takoro K, TeTparigpodypaH. Peakuitlo nposogunu npu temnepaTypi
Bio npnbnuaxo -75°C o npubnmaHo -85°C, nepeBaxHo npubnunaro npu -78°C, Ha NpoTAsi Yacy, WO fexaB y Mexax Bif
npu6nuaHo 1 rognHu 0o NpubnnaHo 6 roauH, NnepeBaxHo NPUGNN3HO 2 roguHU.

B peakuii 1 Cxema 12, cnonyka copmynu XXVIl ogepxkysanack 3a gonomorow peakuii XXVII 3 Tpubpomigom 6opy B
MONSIPHOMY anpoOTOHHOMY PO3YMHHWKY, TakoMy §K, MeTuneHxnopua. Peakuilo npoBogvnu npu Temnepatypi Big
npnbnuaHo -78°C oo npubnuaHo KiMHaTHOI TemnepaTypu, nepeBaxHo NpndnunaHo npu 0°C, Ha NpoTAsi Yacy, Wo fexas
y Mexax Big npubnunaHo 1 rogmHu oo npubnuaHo 24 roguH, nepesaxHo NpUbnmnaHo 16 roguH.

B peakuii 1 Cxema 13, cnonyky copmynu XXX nepeTsopioBanu y BignosigHy cnonyky cdopmynu XXIX B3aemogieto
XXX 3 cnonykoto hopmMynu:

Q

Q)L XXX

Cl
B MPUCYTHOCTI TpUeTUNamiHy i MONSPHOrO anpoTOHHOIO PO3YMHHMKA, TaKoro sk, MeTuneHxnopua. Peaxuito
npoBoaMnn Npu Temnepartypi Big npnbnuaHo 0°C o npubnnaHo KiMHaTHOI TemnepaTypu, NepeBaXxHoO NpUONM3HO Mpu
0°C, Ha npoTsasi Yacy, Wo nexas y mexax Big npubnuaHo 30 XBUNUH A0 NPUGNU3HO 2 roauH, nepeBaxHo npubnmaHo 1
roauHy.

B peakuii 1 Cxema 14, cnonyky dpopmynun XXX nepeTsoptoBanu y BignosigHy crnonyky dopmynn XXXII Bsaemogieto
XXX 3 MeTaHCynbOHOBUM aHrigpUAOM B MPUCYTHOCTI TpUeTunaMiHy. Peakuito npoBogunn npu KiMHaTHin TeMmnepaTypi
Ha NpoTA3i Yacy, Wo nexas y Mexax Big npubnuaHo 30 xBUnnH Ao NpubnnsHo 24 roguH, nepeBaxHo npubnusHo 12
roauH.

B peakuii 1 Cxema 15, cnonyky copmynn XXXV nepetBoptoBanu y BignoBigHy cnomnyky dcopmynun XXXIV
B3aemogieto XXXV 3 rigpokcuaom HaTpilo B MOMSIPHOMY a@npOTOHHOMY PO34YMHHUKY, Takomy §K, eTaHon. Peakuito
NpPoOBOAMAM NPW KIMHATHIN TemnepaTypi Ha NpoTA3i Yacy, WO NexaB y Mexax Big npubnuaHo 1 roamHu oo npubnuaHo 24
roauH, NepeBaxHo NpubnnsHo 9 roauH.

B peakuii 1 Cxema 16, cnonyky cdopmynn XXXVII nepetBoptoBanu y BignoBigHy cnonyky dopmynn XXXVI
okucneHHsMm XXXV 3a gonomorok TeTpanponinamMoHinnepuToHiTom i N-okemgom 4-mMeTunmMopdoniHy B NOnsipHOMY
anpoTOHHOMY PO3YMHHUKY, TAKOMy £K, MeTuneHxnopua. Peakuio npoBognnm npu KiMHaTHIA TemnepaTtypi Ha npoTasi
yacy, Lo NnexaB y Mexax Big npubnunaHo 2 roguH Ao npubnunaHo 6 roavH, nepeBakHo NpMbnunaHo 4 roguHu.

B peakuii 1 Cxema 17, 2-amuHonipngunH, cnonyky dopmynu XXXIX nepetsoptoBanu y BignoBigHy cnomnyky dhopmMynm
XXXVIII Baaemopieto XXXIX 3 cronykoto cdopmynn R2-N=C=0.

PeakuiliHy CyMmill KMN'aTUNK i3 3BOPOTHIM XOMOAMMBHMKOM Ha NpoTA3i Yacy, Lo fexaB y Mexax Big npubnmaHo 1
roguMHU 0o NprubnnsHo 24 roanH, nepeBaxHo nNpmbnmaHo 16 roguH.

B peakuii 1 Cxema 18, 2-HiTponipuauH, cnonyky dopmynu XLI nepetsoptoBanyv y BignoBigHWA 2-aMiHONIpUAWH,
cnonyky dopmynu XL BigHoBneHHam XLI 3a ponomoroto 10% okcugy nMnaTWUHW Ha  BYrinni, MeTaHony i
TeTparigpodypaHy. Peakuito npoBogunn Npu KIMHaTHIM TemnepaTypi Ha npoTHAsi 4acy, WO NexasB y Mexax Big
npubnmaHo 1 rognHu 0o NpubnnaHo 3 roauH, NepeBaxHo NpUGNN3HO 2 rogunHU.

B peakuii 1 Cxema 19, cnonyky c¢opmynn XLIH nepetsopioBanu y BignosigHy cnonyky cdopmynu XLII peakuieto
XLIII 3 MCPBA B nonsipHOMy anpoTOHHOMY PO34MHHUKY, Takomy $iK, MeTuneHxnopug. Peakuito nposogunun npu
KIMHaTHI TemnepaTtypi Ha NpoTA3i Yacy, WO fexaB y Mexax Big npubnuaHo 1 roauHu o npubnuaHo 4 roguH,
nepeBaxxHoO NpubnmaHo 1 roguHy.

B peakuii 1 Cxema 20, 2-xnopnipugunH, cnonyky dpopmynun XLV nepeTBoptoBanv y BignoBigHy crnonyky dopmynu
XLVI Baaemopieto XLV 3 cnonykoio chopmynn R3(CH,),-OH B npucyTHOCTI kapBoHaTy Lieailo i MONSPHOrO anpoTOHHOM

R
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PO34MHHUKE, Takoro sk, AMMeTundgopmamig. Peakuito npoBogmnm npu Temnepatypi Big npuénusto 65°C go npnbnnsHo
90°C, nepeBaxHo npu 80°C, Ha npoTasi Yacy, Wo nexas y Mexax Big npnbnuaHo 10 roguH oo npubnusHo 18 roauH,
nepeBaykHoO NpubnunaHo 16 roguH.

B peakuii 2 Cxema 20, 3-uiaHonipuauH, cnonyky cdopmynu XLVI nepeTBoptoBanu y BignoBigHy cnonyky dopmynu
XLVII Bzaemogieto XLV| 3 nepokcugomM BOAHIO B NPUCYTHOCTI rigpokcmay Kanilo i NonApHOro anpoTOHHOMO pO3YMHHUKA,
Takoro sk, etaHorn. Peakuito npoBoauny nNpu KiMHAaTHIN TemnepaTtypi Ha npoTsasi 4acy, Wo nexaB y mexax Big
nNpnbnunaHo 1 roanHn o npubnnsHo 24 roaunH, nepeBaxHo NpubnnsHo 12 roguH.

B peakuii 3 Cxema 20, cnonyky cdopmynu XLVI | nepeTBoptoBanu y BignoBigHy cnonyky dopmynun XLIV B3aemogieto
XLVII 3 cnonykoto dpopmynu:

R4 XLV

q

B sKih X npepctaBnse cobow xnop, 6poMm abo og B NPUCYTHOCTI MApPOKCUAY Kanilo i NMonspHOro anpoTOHHOMO
PO3YMHHUKAE, Takoro sk, AMMeTuncynbdokena. Peakuito NpoBoanny npu KiMHaTHIA TemMnepaTypi Ha npoTasi Yacy, Wo
nexaB y Mexax Big npubnusHo 1 rognHu 4o NpMbnuaHo 24 roguH, NnepeBakHo NpMonuaHo 1 roguHy.

B peakuii 1 Cxema 21, cnonyky cdopmynu XLIX nepeTBoptoBanu y BignoBigHy cnonyky cdopmynu L B3aemogieto
XLIX 3 cnonykoto cbopmynu:

R4

MgX o .

B MOMSIPHOMY anpOTOHHOMY PO3YMHHUKY, TaKOMy K, TeTparigpodypaH. Peakuito npoBogunu npu Temnepatypi Big
npnbnunaHo -85°C go npubnuaHo -75°C, nepeBaxHo npu -78°C Ha NpoTasi Yacy, Wo fnexas y Mexax Big npubnuato 0,5
roguH 0o npubnmsHo 16 roauH, nepeBaxHo NpUGNN3HO 2 roguHM.

B peakuii 2 Cxema 21, cnonyky dpopmynu L nepeTtsoptoBanu y BignosigHy cnonyky cdopmynm XLVHI B3aemogieto L 3
XPOMOBOI KUCIIOTOM, CipH4aHOO KUCIOTOK | BOAOK B MOMSIPHOMY anpoTOHHOMY PO3YMHHUKY, TakoMy §IK, aLeToH.
Peakuito nposogunu npu Temnepartypi Big npubnuaHo 0°C go npubnuaHo 25°C, nepesaxHo npu 0°C Ha npoTasi vacy,
Lo NexaB y Mexax Big npnbnunaHo 0,5 roanH oo npmbnuaHo 16 rognH, nepesaxkHo NPUGIN3HO 2 rogMHN.

B peakuii 1 Cxema 22, cnonyky cdopmynu LIII nepeTBoptoBanu y BignoBigHy cnonyky cdopmynu LIV B3aemogieto LIl
3 cnonyko hopMynu:

R¢ XLV

: q

B MPWUCYTHOCTI MApOKCMAY HaTpilo i NONSPHOrO anpoTOHHOIMO PO3YUHHWKAE, Takoro fAK, TeTparigpodypaH. Peakuito
npoBoamMnn npu Temnepatypi Big npuénuano 0°C go npnbnmaHo 60°C, nepeBaxHo npu 0°C Ha npoTaAsi Yacy, Lo fnexas
y Mexax Big npubnuaHo 1 roguHn Ao npubnuaHo 16 roguH, nepeBaxHo NpubrnaHo 4 roguHun.

B peakuii 2 Cxema 22, cnonyky ¢popmynu LIV nepetBoptoBanu y BignosigHy cnonyky cdopmynu LIl B3aemogieto LIV 3
KOHLIeHTPOBaHOK TPUTOPOLTOBOK KUCIIOTOK Ha MpoTAsi yacy, Wo nexas y Mexax Big npubnusHo 0,5 roguH go
npnbnnaHo 16 roguH, NepeBaXkHo NpUMOMN3HO 2 roanHM.

B peakuii 1 Cxema 23, cnonyky dpopmynu LVI nepeTtsoptoBanu y BignosigHy cnonyky dopmynu LV B3aaemogieto LVI
3 cnonykoto copmynu R'CHO B npucyTHocTi giisonponinamigy NiTito i NONSPHOMO aNpPOTOHHOMO PO3YMHHMKA, TaKOrO
aK, TeTparigpodypaH. Peakuito npoBogunu npu tTemnepaTypi Big npubnusto -75°C go npnbnmsHo -85°C, nepeBaHo
npu -78°C Ha npoTaAsi 4acy, Wo nexaB y Mexax Big npubnuaHo 1 rogMHu o npubnusHo 6 roguH, nepeBaxHo
npubnmsHo 1 roguHy.

B peakuii 1 Cxema 24, cnonyky copmynu LVIII nepeTBoptoBanu y BignosigHy cnonyky cdpopmynu LVIl B3aemogieto
LVIIl 3 GoprinpnoomM HaTpito B NPUCYTHOCTI MOMSPHOrO MPOTOHHOTO PO3YMHHUKE, Takoro Kk, MeTaHon. Peakuito
npoBogMnM MNpu Temnepatypi Big npmbnuaHo -10°C go npubnuano 10°C, nepeBaxkHo npu 0°C Ha npoTasi vacy, Wo
nexas y Mexax Big npnbnnsHo 0,5 roanH oo npmbnuaHo 16 roguH, nepeBaykHo NpubnuaHo 1 roguHy.

B peakuii 1 Cxema 25, cnonyky copmynu LX nepeTsoptoBanu y BignoBigHy cnonyky copmynu LIX Baaemogieto LX 3
crnornykot chopMynu:
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X ——gR
B Akin X npencraense cobok xrop, 6pom abo Wog B NPUCYTHOCTI rigpuay HaTtpito | nonsapHoOro anpoTOHHOro
PO34YMHHUKA, TaKoro Ak, AMMeTUIdopMamia.
B peakuii 1 Cxema 26, 2-dTopnipugunH, cnonyky cdopmynu LXII nepetsoptoBanu y BignoBigHy crnonyky dopmynu
LXIll Bsaemogieto LXII 3 cnonykoto dpopmynu:

o | R2 R? . R4

H,C !

IV~
N p Rt

OCH,

B NPUCYTHOCTI giisonponinamigy niTito i NoNApHOro anpoTOHHOIO po3YMHHKKE, Takoro AK, TeTparigpodypaH.

B peakuii 2 Cxema 26, cnonyky dopmynu LXIII nepetsopioBanu y BignosigHy cnonyky dopmynu XLVIII B3aemogieto
LXIII 3 cnonykoto chopmynu R5-(CH,)eEH B npucyTHOCTI rinpuay HaTpito i NONAPHOTO aNPOTOHHOTO PO3YMHHIKAE, TaKOro
AK, ouMmeTundopmamig,.

B peakuii 1 Cxema 27, cnonyky cdopmynun LXV nepetBoptoBanu y BignoBigHy cnonyky dpopmynu LXVI B3aemogieto
LXV 3 peareHtom Byprecca, CH3;OOCNSO,NCH,CH3 B npucyTHocTi 6eH3ony.

B peakuii 2 Cxema 27, cnonyky copmynu LXVI nepeTtBoptoBanu y BignoBigHy cnonyky cdopmynu LXIV B3aemogieto
LXVI 3 TeTpaokcnaom ocMmito B NpucyTHocTi TpeT-6yTaHony, NMO i aueToHy.

B peakuii 1 Cxema 28, cnonyky copmynm LXVI nepetsoptoBanu y BignoBigHy cnonyky dopmynun LXVI |
rigporeHyBaHHaAM LXVI B npucyTHOCTI nanagito Ha Byrneui i eTaHony.

Cnonyku cpopmyniu |, WO € OCHOBHUMMW 3a NPUPOAOID, 30aTHI YTBOPOBATU BENUKY KINbKICTb PI3HWUX CONen 3 pisHnMu
HEOpPraHiYHUMK Ta OpraHivHUMKU KucrnoTammu., Xoda Ui comni NOoBUHHI OyTU apMaueBTUYHO NPUAHATHUMKU Ons
Npu3HaYeHHs nogaM abo TBapuHaMm, Ha NpakTUuLi YacTo GaxkaHo croYaTtky BUAINMUTK Cnonyky opMynun | 3 peakuiriHol
CYMilli, SK chbapmaleBTUYHO MPUIAHATY Cinb, i NOTIM MPOCTO NEPETBOPUTU OCTAHHIO B CMOSYKY Y BUMMSAI BinbHOT
OCHOBW, OGPOBKOIO MYXXHUM peareHToOM i NOTiM NepeTBOPUTU BKa3aHy BinbHY OCHOBY B hapMaLeBTUYHO NMPURHATHY Cinb
npuenHaHHa kucrnoTtu. Coni NpueaHaHHs KUCMOT akTUBHUX OCHOBHUX CMOMYK AaHOrO BUMHaXOAy Nerko oaepXylTbes
00pobKO OCHOBHOT CMOMYKW SIK NPaBWUSIO EKBIBANEHTHOW KiNbKiCTO BUOpaHOi MiHEpanbHOT YKM OpraHiYHoOl KUCNoTu B
cepefdoBHULi BOOHOTO pO34MHHWKA abo NpPUAAHOrO OPraHidHOro PO3YMHHUKA, TAKOro $IK METaHON YU  eTaHof.
ObepexHUM BUMNapOBYBaHHSIM PO3YMHHKKA JIerko oTpuMytoTb BaxaHy TBepdy cinb. BaxaHi coni npuegHaHHa KucroT
MOXYTb TaKOXX OAEPXYBATUCb 3 PO3YMHIB BINbHUX OCHOB B OPraHiYHOMY PO3YMHHWKY AOAABAHHSAM OO PO34UHY
npugaTHol MiHeparbHoi abo opraHivHoOi Kucrnotn. dapmMaueBTUYHO NPUIAHATHI Comi amiHOrpyn BKMHOYalTb HacTyMHi:
rigpoxropugHi (nepeBaxHi), rinpoGpomigHi, cynbgaTHi, rigpocynbdarHi, docdaTHi, rigpodpocdartHi,
aurigpochocdpatHi,  aueTaTHi, CyKUWHaTHi, UWTpaTHi, TapTpaTHi, fakTaTHi, Coni  MWrganeBoi  KUCIOTH,
MeTaHCynbgoHaTHI  (MeaunaTtHi) i n-TonyoncynbdoHaTtHi (To3unatHi) coni. KatioHHi coni cnonyk dopmynu |
HalnpocTile ofepXyBanvcb 3a JonoMorol peakuii kapbokevrpynu, Takoi sk, Rg € kapbokcurpynoto, 3 npuaatHUM
CINMbOYTOBOPKOKYNM  KATIOHHUM  peareHToM, TakuMm K,  HaTpi,  Kani, Kanbuiin, MarHin, amoHin,
N,N'-aumeTtunetTunengiamid, N-meTunrntokamiH (MernymiH), eTaHonami, TpoMmeTaHamiH abo gieTaHonamiH.

[o3n ana oparnbHOro Npu3HadeHHs cnonyku hopMyny i MOXYTb NpU3Ha4aTWCb FoAUHI 3 Uinmo nikyBaHHA abo
npodinakTukM 3ananbHWX 3aXBOpIOBaHb B OCHOBHOMY B [03ax B mMexax Big 0.1 go 1000Mr Ha AeHb, B oAWHWYHIA abo
po3noAdineHii gosax, npu cepepHii Basi naudieHTa (70kr). AKTUBHI CMOMyKM MOXYTb MPU3HA4YaTUCb B OAMHUYHIA abo
pO3MoAineHin gosax, iHguBiayanbHi TabneTkn abo kancynu B OCHOBHOMY MicTATb Big 0,1 go 100Mr akTUMBHOI Cnomnyku,
3 npvgaTtHuM capMaueBTUYHUM HamnoBHioBadeM abo Hociem. pu HeobXigHOCTI [03M ANs BHYTPILLHBOBEHHOTO
Npu3Ha4YeHHs 3a3BuYai 3HaxoasaTbest B Mexax Big 0,1 go 10Mr Ha ogumHWYHy gosy. [ns iHTpaHasanbHoro abo
iHransLinHoro B OCHOBHOMY BUKOPUCTOBYIOTBCA peuenTtypu y Burmnsai 0,1-1% (BaroBi BigcoTku) po3ynHiB. Ha npaktuui
nikap BM3Ha4ae noTpibHy Oo03y, AKka HaWbinblW NPUWHATHa ONA KOXKHOIMO nauieHTa i BoHa 3anexuTb BiK Biky, Baru i
BionoBigi KoxHoro nauieHTa. Buwesragari 0o3n € npuknagaMmy Ans 3aranbHUX BUNagkie, ane 3BUYanHo, B 3aneXHOCTI
BiO iHOMBIOyanbHUX NoTpeb piBeHb 03K MOXE MOHWXaTMCA abo nigBuLLyBaTUCS | BCi Taki 403N He BUXOAATb 3a MeXi
LibOro BUHaxoAy.

[ns BUKOPWCTaHHS MIOOUHO, aKTUBHI CMOSMYKU NPEACTaBEHOro BUHAXoAy MOXYTb NPU3Ha4YaTUChL pasoM, arne BOHU
3a3BuYall NpU3HaYalTLCA B CyMilli 3 dhapMaLeBTUHHO NMPURHATHUMU PO3piMXyBayaMmn i HociaMM, WO BMOUPaOTLCS
BUXOOAYM 3 LUNAXY NPU3HAYEHHS i CTaHAApPTHOI hapMaleBTUYHOI NpakTUKW. Hanpuknag, BOHU MOXYTb NpU3HaYaTuCh
opanbHo B dopmi TabrneTok, Wo MICTATb Taki HanoBHOBaYi, Sk Kpoxmarnb i naktosa, abo B kancynax, okpemo abo B
CyMili 3 HanoBHBa4Yamu, abo B hopMi enikcupie abo cycneHsin, Wo MIicTATb BapBHUKN | apomMaTU3aTopu.

BOHM MOXYTb BBOAUTUCL NEepeHTepansHO, Hanpuknag, BHYTPILHEOBEHHO, BHYTPILWHLOM'S30B0 abo niglkipHo. Ons
nepeHTepansHOro MpU3HadYeHHs!, iX Harkpalle BMKOPWCTOBYBATU Y OPMi CTEPUNBHUX BOAHUX PO3YMHIB, SIKi MOXYTb
MICTUTW iHLWi PEYOBUHW, Hanpuknag, NpuaaTHi coni abo rnkosy, ki pobraTe PO3HNH i30TOHIYHUM.

Ha popgaTok, akTMBHI CMOMYKM MOXYTb MPU3Ha4YaTUCb TUMOBO Yepes3 LKipy, SIK Y BMNapKy nikyBaHHA 3ananbHuX
3axXBOpIOBaAHb | BOHW MOXYTb 3aCTOCOBYBAaTUChH Yy BUMMAZl Kpemis, >kene, renis, nact, Masel, y BignoBigHOCTI 3
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3aranibHOMPUNHATOD (hapMaLeBTUYHO NpaKTUKol. TepaneBTUYHI CMOMYKM MOXYTb TakoX MNpU3HavaTUCb CcaBUsaM
iHWKUM HiX NoguHa. [osa, Wo npu3Ha4aeTbCa CCaBUSM B 3aneXHOCTi Big BuAy ccaBusi i 3axBoptoBaHHA abo
3aXBOPIOBAHHSA, WO NiKYeTbCcs. TepaneBTUYHI CMOMyKM MOXYTb MpU3Ha4aTuch ccaBLUsaM B ¢opMi kancyn, Gontocis,
TabrneTtok abo pigKMX HACUYEHUX PO34MHIB. TepaneBTUYHI CNOSyKM MOXYTb TakoX NMpU3HavyaTUCh CcaBUSAM y BUMMSA
iH'ekuin abo y Burnagi imnnaHTaTiB. Taki peuenTypu OoOepXKylTbCsi 3@ CTaHOaAPTHOK MeTOAMKOW Y BiANOBIgHOCTI i3
CTaHOapTHOK BETEpUHAPHOK MNpakTuKow. B sKoCTi anbTepHaTuBW, TepaneBTWUYHI CMOMYKU MOXYTb NpU3HaYaTUCb
TBapMHaM pasoM i3 BKet i Ans uux Linen KoHLEeHTpoBaHi kopMoBi Jo6aBkn abo nonepedHbo ofepKaHi CyMmilli MOXYTb
OyTV ogepkaHi 3MiLLlyBaHHAM 3 3arafibHOBXWBAHUMU TBAPUHHUMU KOpMaMMu.

3paTHicTb cnonyk Lporo BMHaxody abo X dapmaueBTUYHO NPUINHATHWUX conen y iHribyBaHHi PDE 4, Moxe ©GyTn
BM3HaYeHo 3a crigyro4mmMmn BUNpobyBaHHSAMM.

|HriGyBaHHA €03MHOMINBHUX arpaHyrouunTIB i akTMBaUil B NoAChKiN LiNbHINA KpoBi

TtopcbKi €03nMHOMINEHI arpaHynoLMT KPOBI | BUMiptoBaHHA aKTMBaLil LinbHOI KpOBi | BUPOLLYBaHHSA CMOSyK

CTo Mn KpoBi ogepkaHoi Bif HopmanbHMX [obpoBorbuiB B ToOukax Vacutainer #6480 (14,3 USP oguHuub
renapvHy Hatpito/Mn KpoBi). [enapnHM3oBaHy KpoB nomiwjanu B 50Mn KOHIYHI THOOUKM LeHTpudyrn npu Temnepatypi
22°C. OanH Mn KpoBi nomiwanu B 12X75MM KBapUoBUIA CKNAHUA ToOKK, Wwo mictus 1mkn AMCO abo 1mkn Tectyemol
CronykM B TpboxX eksemnnapax. licna nepemiwyBaHHs, TIOOWKM NOMilLanu B BaHHy 3 BOAOH, LIO KONMMBAETHCA |
BUTpUMYBanu npu temnepatypi 37°C Ha npotasi 15 xsunuH. OguH mkn PGE1 B IMCO popgaeanu o BCix THOUKIB,
OfEPXKYOUM KiHLEBY KOHUeHTpauito 1MKM. Micns amiwyBaHHa B ToOukKM gonasanu 100mkn PBS (Big'€eMHUIA KOHTpPOIb)
abo bycuHkn cedpagekcy G-15 B PBS (8,25-16,5mr/mMn kiHLeBa KoHLeHTpauis).

Micns amiwyBaHHS BCi TROOUKM BUTPUMYBArW Y BaHHI 3 BOOO, WO KONMBAETLCS Npu Temnepatypi 37°C Ha npoTasi
1-2 roguH.

MigroToBka nnasmeHWX 3paskis

B kiHUi iHKyBaUii B koxHUI gocnigxyemuii Tiobuk gogasanu 20mkn 15% poauuny EOTA B PBS. Micna amiwyBaHHs
3paskn LeHTpudyryeanu npu 2000 obeptax Ha xBUnuHy (LeHTpudcpyra Son/all 6000B) npu Temnepatypi 22°C Ha
npoTA3i 5 XBUNKH.

EDN (abo EPX) i LTE4 BuMiptoBaHHS i epeKTUBHICTb CNonyk

Bci nnasmerHi 3paskn 6yno nepesipeHo Ha HasiBHicTb EDN (noxigHe eo3nHoMinbHOrO HEMPOTOKCKHY) i piBeHb LTE4
(nenkoTtpieHy E4). Lupoki pocnigkeHHs nokasanu, Wo OycuHkn cedagekcy BUKIUKaNM  3'IBIIEHHS
cosunHodin-nocepenHukie EDN i Bukng LTE4 B niogcbky UineHy kpoB. PiseHb EDN i LTE4 BM3Ha4anun 3a MeTogMKow
RIA (Kabi Pharmacia Diagnostics) i EIA (Cayman Cemichai), BignoigHo. EDN i piBeHb LTE4 pospaxoByBanu i
MOpIiBHIOBanNN i3 CcTaHOapTHOK KpuBol, BUkopucToBytounm Microsoft Excell abo iHWe nporpamHe 3abe3neudeHHs.
MpoueHT Big koHTponsHoro EDN i Bukuay LTE4 pospaxoBaHo:

% KoHTpornbHoro EDN = [EDN (cnonyka) - EDN (npo6in))/ [EDN (3aranbHa kinekicts) - EDN (npo6in)]

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

ne npobin - piseHs EDN abo LTE4 3a BigcyTHoCTi ByCUHOK cedhapekcy, i 3aranbHa KinbkicTb - piBeHs EDN abo
LTE4 B npucyTHocTi BycuHok cedbapekcy. 3HauveHHsi IC 3o abo ICgy BM3Ha4anu 3a KOHLUEHTpauieto Crnorykd, Lo
cneundivHo iHridye EDN abo Bmkug LTE4 Ha 30 abo 50%, BignosigHo.

|HriGyBaHHA (+)- i (-)-eHaHTiomepamn PDE4 isoeHanmiB i akTuBaLii eoanHodiny

Ona ouiHkn chapmakonorii PDE4 i3oeH3aumy(iB), siki BignoBigawTb 3a akTuMBauilo eo3uHodiny, My nigrotysanu
eHaHTiomepw, iHribiTopn PDE4 i nopiBHANM edeKTUBHICTL iHFOyBaHHS LUMW eHaHTiomepamu akTusBHocTi PDE i
akTuBalil eosuHodpiny. [ito PDE4 ouiHioBanu, Bumiptotoun rigponia 1mMkM cAMP iHauBigyanbHUMU OOACHKMMK
pekombiHaHTHUMKU PDE4 isosumamun (PDE4A, 4B, 4C abo 4D). AkTuBauilo e€03nHOMiny ouiHloBanu, BUMIpOOYM
BUKNUKaHUIA OycuMHKamMmn cedpafeKkcy, BUBINbHEHHS O4EPXKaHOro HEMTPOTOKCUHY eo3nHodiny (EDN) i nelikoTpieHy E4 B
THOACHKIN LinbHIA KpoBi. Tabnuua 1 inCTpye NOPIBHAHHA BAMMBY ogHoro npuknagy (-)- i (+)-eHaHTiomepis Ha
aKTUBHICTb  iHgmBigyansHoro  PDE4  |soeHaumy i BuBinbHeHHAa END i LTE4.  (+)-EnaHTiomep
((8)-(-)-2-(4-pTopdeHokem)-N-[1-(4-meTokcndeHin)eTun]HikoTMHamig) B 22 pasu 6inbw cunbHWiA iHriGiTop PDE4D,
HiXX (-)-eHaHTiomep ((R) 2-(4-pTopdbeHIken)-N-[1-(4-MmeToKkeudeHIN)eTUN]HIKOTMHAMID); OOHaK, BOHW - MNPUGNU3HO
eKBiBaneHTHiI Y iHribyBaHHi TpboX i3o3umis, Hanpuknag, PDE4A, 4B i 4C. Baxnueo, wo (+)-eHaHTiomep B 20-37 pasu
Oinbw edpektvBHUA npoTn EDN i LTE4 Bignosigi. OpgepkaHi pesynbTaT NokKasyloTb, WO pisHa edeKTUBHICTE (+)- i
(-)-eHaHTioMepiB no iHribyBaHHio PDE4D i30eH3nMy iOeHTU4Ha [0 pesynbTaTiB Mo BUBIMbHEHHIO €03MHOMINY
EDN/LTE4, nokasytouu, wo PDE4D i3031MM BMKOHY€E porib KrtoYa B peryrntoBaHHIO €03nHodiny.

Tabnuuga 1
fig (+)- i (-)-eHaHTiomepiB Ha PDE4 iaoeH3nmMu i BiANOBIAL €03UHOMDINY
I13oeHanm 1C50, MKM HWB eoauHodin IC3g abo IC50, MKM
A B C 4D EDN LTE4
(+)-eHaHTiomep | .6(3) | .6(3) | .8(1) | 0.009(3) 0.05(2) 0.008(2)
(-)-eHaHTioMep | .6(3) | .3(3) | 4(4) | 0.2(3) 0.0(1) 0.3(2)
()i () S. 56X | 0.5X 22X 20X 37X

Bkntovatoumn BuLesragaHuini eHaHTiomep 6yno nigrotoeneHo 8 nap (+) i (-)-eHaHTiomepiB. IntocTpalieto Uboro Moxe
Oytn Tabnuus 2, B SKiA NOKasaHa eHaHTIOCENeKTUBHa ePEeKTUBHOCTb LMX crnonyk y iHribyBaHHi PDE4D izoeHanmy, i
ofepaHi pesynbTaTt Aobpe yaromKkyeTbesa 3 pesynbTtatamu Bignosigi EDN i LTE4.

| Tabnuygq 2 ‘
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Kopensuis eHaHTioceneKkTUBHOT eCheKTUBHOCTI Mix
Aieto Ha PDE i signosigatw EDN/LTE4, 8 cnonyk, ski MatoTh (+)- i (-)-eHaHTioMepn

Kopenauisa Mix pisHO edpeKTUBHICTIO (+)- i (-)-eHaHTiomepiB:

END Bignosiab LTE4 BignoBsigb
PDE4A Hisikoi kopensauii Hisikoi kopensuii
PDE4B Hisikoi kopensuii Hisikoi kopensuii
PDE4C Hisikoi kopensauji Hisikoi kopenauii
PDE4D MosutueHa Kopenauia (p<0.02) | lMoantneHa kopensyisa (p<0.005)

|IHriByBaHHA nereHeBoro eo3nHodiny

[nsa ouiHKK egeKTUBHOCTI LMX Cnonyk npu gii Ha nereHi, MM BUKOPUCTOBYBanM Oobpe xapakTepuayemy monenb
actmu maBnu (Turner et al., Am. J. Respir. Crit. Care Med. 149, 1153-1159, 1994). [edekT aToniyHOro aHTUreHy
maBnu Macaca fascicularis BUKNMKae 3Ha4YHWMIA NPUTOK 3ananbHUX KMiTUH, WO CnocTepiraeTbesl B BpOHXOBaNeonspHin
(BAL) pignHi umx maen npotarom 4-24 rogvH i perncTpyeTbcs aHTUreHHWW Bigryk. B uin mogeni, gesiki cnonyku
LbOro BMHaxogy BBOLWIN NiALKIPHO, cenekTuBHO iHribytoun PDE4D i303um, Wo npuBoanno Ao iHribyBaHHA nereHeBoro
€03UHOINy, NPUYOMY NPOHUKHEHHS B TKaHWHK Gyro B Mexax 59-76% i aHTUreHHUI BiAryk peectpyBaBcsi NpoTsarom 24
roguH. Lli cnonyku, ogHak, He AiloTb Ha HelWTpodhin abo NPOHWKHEHHS NIMAOUNTIB, OEMOHCTPYIOHYM CENEKTUBHE
iHriGyBaHHS UMK Criorykamu Bigryky eosnHodiny.

IHribyBaHHa npogykyBaHHs TNF B i3051b0BaHNX NIOACEKUX MOHOLMTaX

3patHicTb cnonyk copmynu | abo ix dapmMaueBTUYHO NPUIAHATHUX conel iHribyeaTtu npogykyBaHHa TNF, a
BiONOBIQHO AEMOHCTPYBATH, O BOHWM eheKTUBHI NpKW NikyBaHHI XBopo®, Ak BUKNMKaHi npoaykyBaHHAM TNF nokasaHo B
HaCTYNHUX AOCAISXEHHAX in vitro:

MepudpepinHy kpoe (100mn) Big ntogen [o6poBosbLiB 30Mpany | noMiwanu B eTUneHaiaMiHTeTpaoLTOBY KUCMOTY
(EDTA). I3ontoBann mMoHosgaepHi knitTnHn FICOLL/Hypaque i npomuBanu Tpu pasn B HenoBHomy HBSS. KnitnHu
pecycneHayBann Ao KiHLeBO! koHUeHTpauii 1x10% kniTuH Ha Mn B nonepenHso Harpitomy RPMI (wo mictue 5% FCS,
FAyTamid, nen/war i HicTaTuH). MOHOLMTU poaMillyBanu Ha 24 nnacTMHax 3 koHueHTpauieto 1x10°% knituH Ha 1.0mn.
KnitTvHu iHkyBGyeanu npu Temnepatypi 37°C (B aTmocdepi, wo mictuna 5% pgiokcuay Byrneww) npoTsarom 2 roguH Ha
JKOPCTKO 3aKpinfeHUx NracTuHax, Micng 4Yoro KMiTUHW BUAananu narigHum 3amuBaHHAM. TecTyemi cnonyku (10mn)
nopasanv A0 KMiTUH npu 34 KOHUEHTpauisx KOXHOI i iHKyOyBanu Ha npoTtasi 1 rogvHn. Jo knituH gopasanu LPS
(10Mn) 3 METOK NPUCKOPEHHS OAEpPXKaHHS pesynbTaTiB. [MnacTuHu iHKyOyBanu Ha npoTasi Hodi (18 roguH) npwu
Temnepatypi 37°C. B kiHLi iHKyDauinHoro nepiogy 6yno BmaHadeHo BmicT TNF 3a gonomoroto MeToay ceHasiva ELISA
(R&D Quantikine Kit). BuanauyeHo IC5q ANs KOXHOI CNOMyKM BUXOAAYM 3 NiHIHOrO aHanisy perpecy.

MaccnekTpy BUMipioBanu BukopuctoBytoumn 'C-MC, AMPI, APCI a6o Tepmocnpeii metoan. Bei 'H AMP cnektpu
3HiManu Ha npunagi 3 Yactototo 400 MIMy.

MPUTOTYBAHHA 1

2-(4-PTOphEeHOKCU)HIKOTUHOBA KMUcroTa

[o nepemiwyemoro posudnHy 4-ptopdeHony (5,0rpam, 44,6Mmonb) B AumeTundopmamiai (40mn) npu KiMHaTHIA
TemnepaTtypi nopuismu gogasanu 60% rigpug Hatpito (3,6rpam, 89,0MMonb) i nepemiwyBanu Ha npoTasi 30 XBUIMH.
Mopuismn gogaBanu 2-XIOPHIKOTUHOBY KUCnoTy (7,1rpam, 45,0Mmonk) i CyMmill KUN'aTumy i3 3BOPOTHIM XONogMbHUKOM
Ha npoTasi 3 roanH. PosunH Bunueanu B 300mMn Boau i NnpoMuBanv fAieTunosum edipom. BogHuin wap sunvsanu B
400mn cywmiwi nig/soga i nigkucniosanu o pH 3 oytoBoto kucrnotor. OpepykaHnii 3anuLoK Bigainsanm dinsTpyBaHHsaM
ofepxytoun Maixe 6iny TBepay pevoBuHy (5,2r). Tnn. 180-182°C; MB 233,21; MC (Mm/€)234 (M*+1).

Cnonyku onucani B MPUTOTYBAHHAX 2-5 ogepkyBanu BignosigHo o metogukn onucadin 8 NMPUTOTYBAHHI 1
3aMiHtoloun 4-cbTopdbeHon BignoBigHMMK cnupTamn. Yac npoBedeHHNA peakuii nexas B Mexax Big 1 4o 24 roguH.

MPUTOTYBAHHA 2

2-(3-OTOpdEeHOKCM)HIKOTUHOBA KncrnoTa MB 233,21; MC (w/e) 233 (M ).

MPUTOTYBAHHA 3

2-(2,4-AundpTopdeHoKCH)HIKoTUHOBA Kiucrota MB 251,19; MC (m/e) 252 (M*+1).

MPUTOTYBAHHA 4

2-(3-XnopdeHOoKCU)HIKOTMHOBA KUCHoTa

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

MPUTOTYBAHHA 5

2-(3-MeTokcneHOKCU)HIKOTUHOBA KMucnoTa

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

MPUTOTYBAHHA 6

2-(MipnAnH-3-iNOKCM)HIKOTUHOBA KMcroTa

Po3unH etunoBoro ectepy 2-(NipngnH~3-inokcn)HikoTuHoBoi kucrnotn (0,419rpam, 1,71mmonb) B etaHoni (10mn) i
1 N rigpokecng HaTpito (4Mn) KUN'ATUIKW i3 3BOPOTHIM XOMOAWUSBHMKOM Ha npoTasi 4 roguH. Cymiw Bunueanu B 100mn
Boau, nigkucnoBany go pH 4 1N x1opBOOHEBOK KUCIOTOW | KOHUEHTpyBanu nig BakyyMOM OAepXytouu TBepay
peyosuHy (0,643r), MB 216,21; MC (m/€)217(M*+1),

Cnonyku onucani B MPUTOTYBAHHAX 7-22 ogepkyBanu BignosigHo Ao metoauku onucanin 8 NMPUTOTYBAHHI 6
3aMiHOYM eTUNoBUiA ectep 2-(NipUaNH-3-iNOKCU)HIKOTUHOBOT KWCHOTU BIONOBIAHUMKU ecTepamun. Yac npoBeneHHs
peakuii nexas B Mexax Big 1 4o 24 roguH.

MPUTOTYBAHHA 7
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2-(5-XnopnipnanH-3-inokcun)HikoTuHoBa knucnota MB 250,65; MC (m/e) 251 (M*+1).

MPUTOTYBAHHA 8

2-(3-HiTpodheHOKCUN)HIKOTUHOBA K1CMoTa

Tnn. 172-174T; MB 260; MC (m/e) 261 (M*+1). EnemeHTHUMiA aHania poapaxosaHo And C 1,HgN,O5: C, 55,39; H,
3,10; N, 10,77. 3HanpeHo: C, 54,71; H, 3,15; N, 10,65.

MPUTOTYBAHHA 9

2-(3-LliaHodpeHoKeH)HIKOTUHOBE knucnoTa Tnn. 220-222°C; MB 240,22; MC (Mm/e) 240 (M™).

MPUTOCTYBAHHA 10

2-(3-AnmeTunamiHoeHOKCU)HIKOTUHOBA K1cnoTa

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

MPUTOTYBAHHA 11

2-(3-AueTunamiHoPEeHOKCU)HIKOTUHOBA KUCroTa

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

MPUTOTYBAHHA 12

2-i 1 H-lHgon-4-inokcn)HikoTuHoBa kucrnota MB 254;MC(m/e)255(M*+1).

MPUTOTYBAHHA 13

2-(3-TpupTopmeTUNPEeHOKCU)HIKOTUHOBA KMUcnoTa

Tnn. 148-150°C; MB 283,05; EnemeHTHUN aHania pospaxoBaHo Ans C 43HgNOzF3: C, 55,10, H, 2,85, N, 4,95.
3HanpgeHo: C, 54,71; H, 2,51; N, 4,83.

MPUTOCTYBAHHA 14

2-(3-TeTpason-1-indeHoKcn)HIKOTUHOBA K1CnoTa

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

MPUTOTYBAHHA 15

2-(3-MeTuncynbdaHindeHokcn)HikoTuHoBa kucrnota MB 261,302; MC (w/e) 262 (M*+1).

MPUTOTYBAHHA 16

2-(3-ALeTundeHoKeHn)HiKoTUHOBa kucrota MB 257,248; MC (w/e) 256 (M*+1).

MPUTOTYBAHHA 17

2-(3-TpuhTopMeETOKCUGDEHOKCH)HIKOTUHOBA K1ucrnoTa MB 299,208; MC (m/e) 300 (M*+1).

MPUTOTYBAHHA 18

2-(3,4-OundpTopheHOKCN)HIKOTMHOBA KUCroTa

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

MPUTOTYBAHHA 19

2-(3,5-AudpTopdeHoKcn)HikoTUHOBA Kiucrota MB 251,20; MC (m/e) 252 (M*+1).

MPUTOCTYBAHHA 20

2-(3-PTOpheHOKCU)HIKOTUHOBA KMUCroTa

Tnn. 135-137°C; EnemeHTHWIN aHania pospaxoBaHo ana Co,HgNO3F: C, 61,79; H, 3,46; N, 6,01. 3HangeHo: C,
61,51; H, 3,69; N, 5,78.

MPUTOTYBAHHA 21

2-(beHso[1,3]aiokcorn-5-inokcn)HikoTUHOBa KMcroTa

Tnn. 162-164°C; 'H AMP (OAMCO-d®) 5 6,0 (2H, ¢), 6,5-8,3 (6H, m).

MPUTOTYBAHHA 22

2-(3-AnmeTnnkapbamoindeHoken)-N-[4-(1-rinpokcn-1-meTuneTnn)beHann)-HikoTMHOBa KucroTa

"H AMP (OMCO-d®) 5 2,88 (3H, c), 2,93 (3H, c), 7,08 (4H, m), 7,42 (1H, m), 8,22 (2H, m).

MPUTOTYBAHHA 23

ETunosuii ectep 2-(NipnanH-3-inokcn)HiKOTMHOBOT KUCMOTK

Poa4ynH eTunoBoro ectepy 2-xropHikoTuHoBOT kucrotn (0,53rpam, 2,85MMonb), kapboHaT uesito (2,326rpam,
6,73mmonb) i nipuanH-3-on (0,271rpam, 2,85mMmonk) B gumetundopmamigi (20mn) Harpianu npu 65°C Ha npoTtasi 10
roguH. Cymiw Bunueanu B 300mn Boaw i ekcTparyBanu eTtunauetatom. OO0'eqHaHi eKCTpakTu NpoMMBanu BOAOK i
Hacu4YeHMM BOAHWM PO3YMHOM Xriopuay Hatpito, cywmnnu Hag Cynbdatom HaTpito, inbTpyBanu i KOHUEHTpyBanu nig
BaKyyMOM 10 ofilep)kaHHa macna (0,55r). MB 244,25; MC (w/e) 244 (M),

Cnonykun onucani B NMPUTOTYBAHHAX 24-43 ogepxxyBanu BignosigHo Ao metoguku onucadin 8 NMPUTOTYBAHHI
23 3amiHo4M nipuauH-3-on BigNoBiAHMMKW cnMpTaMy. Yac npoBeneHHs peakuii nexas B Mexax Big 1 4o 24 roguH.

MPUTOTYBAHHA 24

ETunosuii ectep 2-(5-xnopnipnamnH-3-inokcn)HIKOTUHOBOT KUCIOTH

Po34nH eTurnoBoro ectepy 2-XnOpHiKOTMHOBOI kucrotn (2,07rpam, 11,2Mmonb), kapboHaT uesito (7,27rpam,
22,3mmorb) | 5-xnop-3-nipuguHony (1,45rpam, 11,2mMmmone) B cyxomy aumetundopmamigi (40mn) nepemiwysanu Ha
npotasi Houi npu 95°C. CycneH3ito oxonomKyBanu A0 KiMHaTHOI TemnepaTypu, BUNMBanu B BoAdy | ekcTparyBanu
pietunoBum edbipom. O6'egHaHi OpraHidHi eKCTpakTM nMpoMuBarn BOAOK | HAacUYEHUM BOOHWM PO3YMHOM Xropuay
HaTpito, Cywnnu Hag cynbdaTtoM MarHito i KOHUEHTpyBanu nig BakyyMOM A0 OOEepXKaHHS >KOBTYBaTO-KOPWUYHEBOI
TBEpOol pevoBUHU. [lepekpucTanisoByBanu 3 rekcaHy OAepXKyruu >XOBTY TBepgy pedoBuny (1,0r). Tnn. 65-69°C;
EnemeHTHWIA anania pospaxoBaHo ang; C 43H¢4CIN,O3: 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).
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MPUTOTYBAHHA 25

ETunoBuii ectep 2-(3-HiTpodeHOKCU)HIKOTUHOBOT KMCOTK

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

MPUTOTYBAHHA 26

ETnnoBui ectep 2-(3-LiaHodeHOKCW)HIKOTUHOBOT KUCIOTH

MB 268; "H AMP (CDClg) 5 1,4 (3H, T), 4,39 (2H, k), 7,12-8,4 (7TH, m).

MPUTOTYBAHHA 27

ETunosuii ectep 2-(3-0UMeTUNaMiHODEHOKCH Y HIKOTUHOBOT KnernoTn MB 286,33; MC (w/e) 287 (M*+1).

MPUTOTYBAHHA 28

ETunosuii ectep 2-(4-LiaHoeHOKCH)HIKOTMHOBOT kncnot MB 268; MC (w/e) 268 (M ™).

MPUTOTYBAHHA 29

ETunosuii ectep 2-(3-aueTnnamiHogeHoKCH)HIKOTUHOBOI kncnot MB 300,32; MC (m/e) 301 (M*+1).

MPUTOTYBAHHA 30

ETunosuii ectep 2-(3-xn10opdheHOKCH)HIKOTUHOBOT KMCIOTK

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

MPUTOTYBAHHA 31

ETtunosuii ectep 2-(1H-iHgon-4-inokcn)HIKOTUHOBOI KNCMOTH

MB 282; "H AMP (OMCO-d®) § 5,9 (1 H, ¢), 6,4-8,4 (7TH, m), 11,20 (1 H, wc).

MPUTOTYBAHHA 32

ETunoBuii ectep 2-(3-TpudTOpMeTUNDEHOKCH)HIKOTUHOBOI KUCTOTU

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

MPUTOTYBAHHA 33

ETunosuii ectep 2-(3-TeTpason-1-incpeHoKCH)HIKOTUHOBOT KMCIOTH

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

MPUTOTYBAHHA 34

ETnnoBuii ectep 2-(3-MetuncynbdaHindgeHoKCcM)HiIKOTUHOBOT KMCIOTH

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

MPUTOTYBAHHA 35

ETunosuii ectep 2-(3-aLeTUNGPEHOKCN)HIKOTUHOBOI KNCMOTH

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

MPUTOTYBAHHA 36

ETunosuii ectep 2-(3-TpUpPTOPMETOKCUPEHOKCH )HIKOTUHOBOT KNCNOTH

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

MPUTOTYBAHHA 37

ETtunosuii ectep 2-(3,4-0MbDTOPPEHOKCH)HIKOTUHOBOI KNCIOTH

MB 279,26, MC (m/e) 279 (M ™).

MPUTOTYBAHHA 38

ETunosuii ectep 2-(3,5-0MpPTOPHEHOKCU)HIKOTUHOBOI KUCIOTH

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

MPUTOTYBAHHA 39

ETunosuii ectep 2-(3-OTopdheHOKCU)HIKOTUHOBOT KUCNOTH

MB 261,26; MC(m/e) 262 (M¥).

MPUTOTYBAHHA 40

ETunosuii ectep 2-(3-LiaHo-4-pTOpdHEHOKCU)HIKOTMHOBOT KMCOTK

MB 286,28; MC (m/e) 286 (M ™).

MPUTOTYBAHHA 41

ETunosuii ectep 2-(6eH30[1,3]miokcon-5-inoKCn)HIKOTUHOBOT KUCNOTH

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

MPUTOTYBAHHA 42

ETunosuii ectep 2-(3-gumetnnkap6amoingeHoKCH)HIKOTUHOBOT KUCMOTK

H AMP (CDCl3) & 1,36 (3H, T), 3,00 (3H, ¢), 3,07 (3H, ¢), 4,38 (2H, k), 7,06 (1H, m), 7,19 (1H, wm),
7,24 (2H, m), 7,42 (1H, m), 8,24 (2H, pa).

MPUTOTYBAHHA 43

ETunosuii ectep 2-(3-OopMindeHOKCU)HIKOTMHOBOT KUCNOTH

MB 271,29; MC (m/e) 271 (M™).

MPUTOTYBAHHA 44

ETunoBunii ectep 2-XSTIOPHIKOTMHOBOI KMCNOTH

[o po34mnHy 2-x1opHiKoTMHOBOT KncnoTu (12,5r) B etaHoni (250mn) no kpannam gogasanu TieHinxnopua (5,77mn)
i CymiW KMn'aTunu i3 3BOPOTHIM XxonogunbHWkoM Ha npoTasi 1,5 rogmH. Cymilw KOHUeHTpyBanu nig BaKyyMoM
Bigransitoun etaHon i possogunu 300mn Boau. o posynHy godasanu TBepguin GikapboHaT HaTpilo AN ogepXKaHHs
po3uuHy 3 pH 8,0. OgepxaHU PO3YMH eKcTparyBanu eTunaueTaTtom, MpoMUMBarnu BOAOK, HAcU4EeHUM PO3YMHOM
BikapboHaTy HaTpilo, BOOO i HAacMYEeHUM BOOHWMM PO3YMHOM Xropuay HaTtpito, cywunu Hag Nap,SOy4, dinsTpyBanu i
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KOHLIEHTPYBanu ofiepxytoun oBTy pianHy (10,0r). MB 185,61; MC (m/e) 185 (M™).

MPUTOTYBAHHA 45

2-(4-LliaHobeHOKC)HIKOTUHOBA KMcnoTa

Po3unH  meTunoBoro  ectepy  2-(4-uiaHodeHOKCUM)HikoTUHOBOI  kucrotu  (0,200rpam,  0,787mmons) B
TeTparigpodypaHi (3mr1) i 1M LiOHeH,O (1,97Mr1) nepemilyBanu Ha npoTasi Houi. Cymiw possogunn 25mn Boau,
nigkmenosanu go pH 1 2N xnopBogHEBOK KUCHOTOW i inbTpyBanu ogepxytoun 6iny Teepay peqosuHy (0,144r). MB
240; "H AMP (OMCO-d®) § 7,2 (3H, m), 7,90 (2H, m), 8,35 (2H,m), 13,5 (1H,wwc).

Cnonyky onucany B NMPUTOTYBAHHI 46 ogepxyBanu BignoBigHo Ao metoauku onucanin B NMPUTOTYBAHHI 45
3aMiHIOYM MeTUNoBuIi ectep 2-(4-LiaHOEHOKCU)HIKOTMHOBOT KUCMOTK BignoBigHMM ecTepoM. Yac npoBefeHHs
peakuii nexxas B Mexax Big 1 0o 24 roguH.

MPUTOTYBAHHA 46

2-(3-niaHo-4-pTOPdPEHOKCU)HIKOTUHOBA-KUCITOTA

MB 258,22; MC (m/e) 258,257 (M™).

MPUTOTYBAHHA 47

2-(4-AmiHomeTundpeHin)nponaH-2-on

[o nepemiwyemoro  posunHy  4-(1-rigpokcu-1-meTuneTnn)benzoHiTpuny (20,9r, 0,13mone) B  cyxomy
TeTparuapodypaHi (300mMn) npy 09C noBinbHO No kpannsm Aoaasanu 1,0M niTitaniomorinpuay B TeTparinpodypaHi
(388mn, 0,39morb). CyMil KUN'ATUNK i3 3BOPOTHI XonoaunbHUKOM Ha npoTasi 30 XBUAKH i NoTiM oxonogkysanu o 0°C
i NMoOBINbHO Mo Kpannam AogaBanu MeTaHon (50mm). Cymiwl KOHUEHTpyBanu nig BakyyMoOM OO MOMOBUHKU o6'emy i
po3sogmnu xnopodopmom (1200mn) i Hagani npommeanu Bogoto (300 mn). OpgepxkaHy CycneHsito dinbTpyBann Kpisb
Llenit i cinbTpaT Bigginanu. OpraHidHUM ekcTpakT cywunu Hag MgSO , i koHUeHTpyBanu ogfepxytoun 16,2r
CBITNO-XOBTOI TBepAoi pevoBuHW 3 Tnn. 64-6°C. AMP (CDCl3) §: 7,45 (4, 2H), 7,26 (g, 2H), 3,83 (c, 2H), 1,57
(c, 6H), TC-MC (m/e, %): 164 (M™*, 15), 150 (80), 132 (75), 106 (100).

MPUTOTYBAHHA 48

MeTunoBui ectep 2-(4-LiaHOEOKCU)HIKOTUHOBOT KUCNOTH

Po3unH eTunoBoro ectepy 2-(4-uiaHodeHokcn)HikoTuHoBOI kucroTtu (0,90rpam, 2,44mmonb) B metaHoni (10mn) i
kapboHaT kanito (1,01rpam, 7,33MMOSMb) KUN'ATMAM i3 3BOPOTHIM XONOAWSIbHUKOM Ha npoTtasi 20 xsunvH. Cymiw
po3sogunn 100mn Boawu, nigkucnioBanu o pH 1 i ginbTpyBann ogepxytodn TBepay pedosuny (0,200r). MB 254; MC
(m/e) 254 (M*).

MPUTOTYBAHHA 49

2-(3-XnopdeHoKCH)HIKoTMHaMIg

PosunH 2-(3-xnopdpeHokcn)HikoTuHoHiTpuny (7,81rpam, 33,9mmornb), 3% nepokcug BogHwo (190mn, 169Mmornb) i
50% rinpokeua kanito (380mn, 3,39Mmonb) B eTaHoni (100mn) nepemiwyBany Ha NpoTAsi Hodi npu Temnepatypu 70°C.
CyMmiw koHUeHTpyBanu go 250mn i oxonogxyeanu go 0°C. Teepaui 3anuLwloK Bigainsanm inbTpyBaHHAM, PO34UHANK B
eTunayeTaTi, CylWMnnm Hag cynbgaToM MarHito i KOHUEHTpyBanu ogepkytoun Oiny TBepay pedoBuHy (6,51r), Tnn.
225-228°C; MB 248,67; MC (m/e) 250 (M*+1).

MPUTOTYBAHHA 50

2-(3-XnopPeHOKCU)HIKOTUHOHITPUN

Po34ynH 2-xnopHikoTuHoHITpUYy (5,0rpam, 36,1Mmonb), kapboHaT uesito (23,5rpam, 72,2MMonb) i 3-xnopdeHon
(4,65rpam, 36,1mmonb) B aumetundopmamigi (100mn) HarpiBanu Ha npoTAsi Hodi npu Temnepatypi 80°C. Cymiw
oxonogxysanu i Bunueanu B 500Mn Boau i ekcTparyBanu gietunoBum edipom. O6'eqHaHi ekcTpakTu npomMuBanui
BOAOK i HAacUYeHMM BOLAHMM PO34YMHOM XJIOpMAY HaTpilo, Cylwunu Hag cynbgatoMm MarHito, ineTpyBanm i
KOHLEHTpyBanu ogepxytoun 6iny TeBepgy peqoBuHy (8,21r), Tnn. 88-90°C; EneMeHTHMI aHania po3paxoBaHo Ans
C41oH7N,OCI: C, 62,49; H, 3,06; N, 12,15, 3narigeHo: C, 62,43; H, 3,00; N, 12,13.

MPUTOTYBAHHA 51

2-(4-dTOpcheHoKken)nipnanH-3-inamid

[o posunHy 2-(4-dpTopdeHoken)-3-HiTpo-nipugunHy (3,00rpam, 12,81mmone) B eTunauetati (100mn) gogasanu 10%
nanagin Ha Byrinni (0,600r). OpepxaHy cymiw nepemiwyBanv nig TUckoM BogHlo 50nci Ha npoTasi 1 roguHm.
KaTtanizatop Bigainsanu cinbTpyBaHHAM i PO3YMH KOHLEHTPYBanM ofdepxytoun Oiny TBepdy peqoBuHy (2,49r), Tnn.
92-94°C; MB 204,20; MC (m/e) 204 (M™).

Cnonyky onucany B NMPUTOTYBAHHI 52 ogepxyBanu BignosigHo Ao metoauku onucanin 8 NMPUTOTYBAHHI 51
3aMiHtoloun 2-(4-pTopdheHoKen)-3-HiTponipnanH BiANOBIAHMM HITponoxigHUM. Yac npoBedeHHsA peakuil nexas B Mexax
BiOo 1 0o 24 roguH.

MPUTOTYBAHHA 52

2-(MNipnanH-3-inoken)nipnanH-3-inamin

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

MPUTOTYBAHHA 53

2-(4-dTOopdheHoken)-3-HiTponipnanH

PosunH 2-xnop-3-HiTponipuanHy (5,0rpam, 31,54mmonb), kapboHat uesito (25,7rpam, 78,85mMmonb) i 4-cbTopdeHon
(3,6rpam, 34,69Mmornb) B AnmeTundopmMamigi (85mn) nepemiwyBanu npu KiMHaTHIR TemnepaTtypi Ha NpoTAsi 2 roauH.
Cymiw possogunu 250Mn Boau i ekcTparyeanu etunauetatoMm. O6'egHaHi ekctpaktn npomueany 1 H NaOH, sogoto i
HacM4YeHUM BOOHUM PO34YMHOM Xriopuay Hatpito, cywunu Hag Na,SO4, dinbTpyBanM i KOHUEHTPYBanu OOepXKyo4un
XKOBTY TBepAY peuoBuHy (7,16r), Tnn. 87-89X; MB 234,1; MC (m/e) 234 (M*).
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Cnonyky onucany B NMPUTOTYBAHHI 54 ogepxxyBanu BignosigHo Ao metoguku onucaHin B NMPUTOTYBAHHI 53
3aMiHto4n 4-hTopdeHoN BignoBigHMM CnMpToM. Yac npoBeneHHs peakuii nexas B Mexax Big 1 4o 24 roguvH.

MPUTOTYBAHHA 54

2-(MNipnanH-3-inokcun)-3-HiTponipnanH

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

MPUTOTYBAHHA 55

2-(3-XnopdpeHokecun)nipnanH-3-kapbansgeria

0o posudnHy metuncynedokengy (0,23mn, 3,3Mmonb) i MeTuneHxropuay (10mn) npu Temnepatypi -70°C no
Kpannam Ha npotasi 5 xeunuH gogasanu okcaninmxopug (0,20mn, 2,3Mmonb) i cymiw nepemiwysanu 1 roguHy. PoaunH
[2-(3-xnopdheHoken)nipuauH-3-injmetanony (0,39rpam, 1,7MMonb) B MeTuneHxnopugi (10mMn) gogasany no kpannsm o
nepemiwyemo!' cymiwi i ogepxkaHy cymill nepemiwysanu npu Temnepatypi -70°C we 1 rognHy. Cymiw Harpisanu go
Temnepatypu -35°C Ha 15 xBuNuH i 3HOBY oxonogxyBanu o -70°C, gogasanu Ttpuetunamid (1,15mn, 8,3mmone) i
cymiw HarpiBanm po 0°C. Cymiw pos3sogmnu 20Mn  MeTuneHxnopvgy, MpoOMUMBaNM HaCUYeHUM PO3YMHOM
rinpokapboHaTy HaTpilo i HacM4YeHUM BOOHUM pPO3YMHOM XNopuay HaTpito, cywmnu Hag Na2SO,, dinbTpyBanm i
KOHLEHTPYBan OLEPXYoUM OpaHXeBe Macro, sike ouuwany xpomartorpadpieto Ha cunikareni, BUKOPUCTOBYHOUM B
AKOCTI eroeHTy cyMmill 1/3 eTunaueTat/ rekcaH ogepytoum xoeTe macro (0,180r). MB 233,65; MC (m/e) 234 (M*+1).

Cnonyky onucany B NMPUTOTYBAHHI 56 ogepxyBanu BignoBigHo Ao metoauku onucanin B NMPUTOTYBAHHI 55
3aMiHtoloun [2-(3-xnopdeHoken)nipnanH-3-injmetaHon BignosigHUM cnupToM. Yac npoBedeHHs peakuii nexas B Mexax
Big 1 Ao 24 roguH.

MPUTOTYBAHHA 56

2-(MipnanH-3-inoken)nipnanH-3-kapbanegeria

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

MPUTOTYBAHHA 57

[2-(3-XnopdeHoken)nipnanH-3-in]jMmetaHon

[Jo po3unHy eTunoBoro ectepy 2-(3-xropdreHokcn)HikoTuHoBoi kucrotn (0,5r) i Tetparigpodypany (10mn) npwu
Temnepatypi 0°C nogasanv geoma nopuismu nitinantomorigpug (0,4r) | nepemiwyeany Ha npotasi 30 XBUNuH. PosunH
HarpiBanu 4o KiMHaTHOI TemnepaTypm i nepemiyBanu Ha npoTasi Hodi. Cymiw racunu 1N rigpokcmgom HaTtpito (0,5mr)
i posBogunn Boaok. Cymill cinbTpyBanu Kpisb LENIT, SKMA NOTiM NPOMUBAanN eTunaueTatoM ekcTparyroun npogykr.
O6'egHaHi ekcTpakTh NpoMUBan BOAOK i HACUYEHWM BOAHWMM PO3YMHOM XFopuay HaTpilo, CyLMnu Hap cynbchaToMm
MarHito, ginbTpyBanu i KoHUEeHTpyBanu oaepxytoun Macrno (0,39r). MB 235,67; MC (m/e)236(M*+1).

Cnonyky onucany B NMPUTOTYBAHHI 58 ogepxyBanu BignoBigHo Ao metoauku onucadin B NMPUTOTYBAHHI 57
3aMiHIOYM eTUIOBUIA ecTep 2-(3-XropdeHOKCU)HIKOTUHOBOI KUCMOTK BigNOBIAHMM ecTepoM. Yac npoBeneHHs peakuil
nexas B Mexax Big 1 0o 24 roguH.

MPUTOTYBAHHA 58

[2-(Mipngunn-3-inokcn)nipnanH-3-injMmeTaHon

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

MPUTOTYBAHHA 59

1-TeTtpason-1-in-cheHon

[o posunHy 1-(3-6eHannokcmdenin)-1H-tetpasony (0,640rpam, 2,54mmonb) B eTawoni (15mn) gopasanu 10%
nanagii Ha Byrinni (~0,100r). Lleli po3uuH nepemiwyBanv nig TUCKOM BOAHK ycko Hid. KaTamizatop Bigginsnu
DiNbTPYBAHHSM | PO34MH KOHLEHTpYBanu, ogepxytoun biny tBepgy pevoBuHy (0,364r). Tnn. 171-172°C; MB 162,12;
MC (m/e) 163 (M*+1).

MPUTOCTYBAHHA 60

1-(3-BeHsnnokcndperin)-1H-teTpason

[o posunHy 3-6eHamnokcndperinaminy (1,50rpam, 7,53mmonb) i oyrtosoi kucnotu (15mn) npu 70°C popaeanu
po3unH eTunoptodopmiaty (1,116r, 7,53mMmonb) B ouToBi KUcnoTi (4mn) i nepemiwysanu Ha npotasi 4 roguH. Jo
pO34MHY ABOMaA NopuigsMn gogasanu asug Hatpito (1,468r, 22,6mMonb) | ogep)kaHy cymill nepemillyBann Ha npoTtasi 20
roguH npu Temnepatypi 70°C. Cymiw ekcTparyBanu eTtunauetatoMm. O6'egHaHi opraHidHi ekcTpakTu npomMuBanu
Hacu4eHUM PO3YNHOM rigpokapboHaTy HaTpilo i HACUYEHM BOOHWUM PO3YMHOM Xriopugy HaTpito, cywnnu Hag Nap,SOy,
dinbTpyBann i KoHueHTpyBanu. [lpogykT ouuwanu 3a [Jonomorotlo  donell-xpomartorpadii  Ha  cunikareni
BUKOPUCTOBYIOYM B SIKOCTI eNntoeHTy cymiw 3/1 rekcan/eTunauerar ogepytoun 6ini kpuctanu (0,650r). Tnn. 85-86°C;
MB 252,25; MC (m/e) 252,8 (M*).

MPUTOTYBAHHA 61

3-MeTtuncynbdaHincpeHon

Kpiab ouTtoBy kucroty (200mMn) oxonomxkeHy po -50°C  nponyckanu rasonogibHuii HBr (20r). Hopasanu
M-MeToKcudeHinmeTuncynbdig (20rpam, 130mMmonsb) i 48% BogHMi po3dmH HBr (10mn) i cymill KMA'ATURK i3 3BOPOTHIM
xonoaunesHukom 3 roguHu. OYTOBY KMCMOTY BIigAinanu i macno, wo 3anuwanocsa sunueanu B 150mMn neogaHoi Boau.
OpepxaHy cymiWl ekcTparyBanu gdieTunoBuMm edpipom. OO6'egHaHi ekcTpaktu npomuBanv 15% posdvHom KOH,
nigKMcrloBan KOHLUEHTPOBAaHOIO XITOPBOAHEBOK KUCIOTOK | ekcTparyBanu gietunoBum edpipom. O6'eqHaHi ekcTpakTm
cywunu Hag Nay,SOy, dinbTpyBanu i KoHLEeHTPyBanu ogepxkytoun mMacno (11,5r). MB 140,205; MC (m/e) 141 (M*+1).

MPUTOCTYBAHHA 62

1-MeTokcn-3-meTuncynsgaHinéeHson

[o cycneHsii marHito (7,2rpam, 296mmone) i nogy (100mn) B gieTunosomy edipi (250Mn) noBinbHO AopaBanu
M-GpomaHison (47,0rpam, 250MMOSb) Npy CNOHTAHHOMY KuUMiHHI. [JO ofepaHol cymiwi gogasanu metunauncynbdin
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(16,0rpam, 160mmonb) i nepemiwyBann 1 roguHy. [o cymiwi gogaBanu po3dvnH Bogu (100mn) i KOHLEHTpoBaHoI
xnopeogHeBoi kucrotn (30Mn) i cymiw oxonomxyeanu. Lapu posginsanu i BogHy ¢asy ekcrtparyBanu QieTUroBUM
ecpipom. O6'eqHaHi opraHiyHi eKCTpakTV CyLnMnnM Hag cynbdaToM MarHito, ginbTpyBanuy i KOHLUEHTPYBanM 4o Macna, ske
ounwanu neperoHkoto (20mm Hg) npu 130-135°C. (23,5r).

MPUTOTYBAHHA 63

ETunosuii ectep 2-(NipnaunH-3-inMeToKCcH)HIKOTUHOBOI KUCIOTH

[o po3umHy nipuanH-3-inmetarony (0,59rpam, 5,4mmonk) B aumeTtundopmamigi (20mn) gogasanuy rigpua HaTpito
(0,259rpam, 6,5Mmonb) i nepemiwyeanu 30 XBUNuH. ETUNOBUIA ecTep 2-XMOPHIKOTUHOBOI kncnoTu (1,0rpam, 5,4mmons)
AoOaBarnuv Yepes LWnpuL 4O OAEPXKAHOro PO3YUHY i nepemillyBanin Ha nNpoTasi Hodi Npy KiMHaTHIN TemnepaTypi. Cymil
possoaunu Bogoto (150mn) i ekcTparyBanu gieTunosum edipom i etunadetatom. O6'egHaHi ekcTpaktin npomusanm 1N
NaOH, Bogoto i Hacu4eHNM BOOHWUM PO34YMHOM XJopuay HaTpito, cywmnm Hag Na,SOy, dinsTpyBanu i KOHUEeHTpyBanu
ofepxytoun macro (1,3r). MB 258,28; MC (m/e) 259 (M*+1).

MPUTCTYBAHHA 64

2-(3-MeTokcukap6oHindeHOKCU)HIKOTMHOBaA KMcroTa

[o poaunHy GeHaunoBoro ecrtepy 2-(3-MeToKCcMKapGOHINdeHOKCU)HIKOTMHOBOT kucnoTu (1,1r) B meTaHoni (15mn) i
eTunaueTtari (15mn) gonasanu 10% nanagin Ha Byrinni (0,2r). OpepxaHy cyMmill nepemillyBany npu TUcky BogHto 30nci
Ha npoTasi 2 roguH. Katanisatop Bigainanu ¢inbTpyBaHHAM i PO34MH KOHLEHTPYBanu OAepXKyloun TBepay PeqOoBUHY,
AKY pO3TMpanu 3 CyMIilLL MeTUReHxXIopua/ rekcaH, ogepxytoun TBepay 6iny pedvosuHy (0,630r). MB 273,26; MC (m/e)
274 (M*+1).

MPUTOTYBAHHA 65

BeHaunosuii ectep 2-(3-METOKCUKaPOOHINGEHOKCU)HIKOTUHOBOT KUcroTh Kpisb po3ynMH GEH3WNOBOrO ecTepy
2-(3-ropdpeHokem)HikoTuHOBOT kucnotu (1,7rpam, 3,94mmonb), dppf (0,131rpam, 0,24mmonb), Pd(OAc), (0,027rpam,
0,12mmonb) i TpueTunaminy (0,797rpam, 7,9mmonb) B MeTaHoni (10mMn) nponyckanu MoHooKcun Byrreuto npotarom 5
XBUNMH. Cymiw Harpisanu npu 60°C Ha npoTAsi 4 roavH, Bunueany B 200mn Bogu i ekcTparyBanu 4ieTUnoBmumM edipom.
O6'egHaHi ekcTpakTy NpoMUBany BOAOK i HACUYEHUM BOAHMM PO3YMHOM XFopuAy HaTpilo, CyLMnu Hap cynbdhaToMm
MarHito, inbTpyBanu i KOHUEHTPYBanu OOepXylo4u Macro, fke oudulany 3a gonomoroto drnell-xpomarorpadii Ha
cunikarersi, BUKOPUCTOBYIOHW B SIKOCTI ertoeHTy 25% etunauetart/rekcar (1,2r). MB 363,39; MC (m/e) 364 (M +1).

MPUTOTYBAHHA 66

BeHaunosuii ectep 2-(3-NoadeHOKCU)HIKOTMHOBOT KUCNOTH

Po34nmH GeH3MMoBOro ectepy 2-XJIOPHIKOTMHOBOI kucrotu (1,7rpam, 6,86Mmonb), kapOoHaT uesito (4,5rpam,
13,7mMmonb) | 3-ogdbeHon (1,7rpam, 7,54mmonb) B AvMeTundopmamigi (20mn) nepemiwyBanu npu Temnepatypi
70-80°C Ha npoTasi 2 roamH. Cymiw sunusanu B150mn Bogw i ekcTparyBanu gietunosum edpipom. O6'egHaHi ekcTpakTy
nNpoMUBarnv BoAoK i HACMYEHUM BOAHWM PO3YMHOM Xrlopuady HaTpito, CyLMnM Hag cynbdaToM MarHito, dinbTpyBanm i
KOHLEHTpyBanu ogepXylo4yn Macrno, $Ke ouvwanu 3a gonomorok  dnew-xpomartorpadil Ha  cunikareni,
BMKOPWCTOBYIOUM B AKOCTI entoeHTy 30% eTunauetat/rekcaH (2,32r). MB 431,24; MC (m/e) 432 (M*+1).

MPUTOTYBAHHA 67

BeHannoBuii ectep 2-XnopHIKOTUHOBOT KUCMOTK

Poa4ynH 2-xnopHikoTuHoBoi kncnotu (3,0rpam, 19,0mMmmonb), kapboHaT kanito (6,5rpam, 48,0mmonb) i 6eHannbpomig
(2,8mn, 24,0mmonb) B gumeTundopmamigi (20mMn) nepemiyBany npu KiMHaTHIR TemnepaTtypi Ha npoTasi Hodi. Cymiw
Bunueanu B 200mMn Bogm i ekcTparyBanu gietunosum edipom. O6'eqHaHi ekCcTpakTh NpoMUBanii BOLOK i HaCMYeHUM
BOOHWM PO34YMHOM XJIOpPUAY HAaTpilo, CylWunu Hag cynbdgaToM MarHito, inbTpyBanu i KOHUEHTPYBanu OAepXyluun
Macso, sike o4ulianu 3a gornomoroto dnell-xpomartorpadil Ha cunikareni, BUKOPUCTOBYOUM B AKOCTi entoeHTy 10%
eTunauetar/ rekcaH (2,8r). MB 247,69; MC (w/e) 247 (M™).

MPUTOTYBAHHA 68

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

[o posuunHy 5-xnopdypan-2-kapbanbgerinokcumy (1,38rpam, 9,5mMmonb) B TeTparigpodypani (30mn) no kpannsm
pogasanu 1,0M nitinanomorigpug (21mn, 21MMonb) i Cymill KMN'ATUAK i3 3BOPOTHIM XonogunbHukoM 30 XBWUIWH.
Cymiw oxonogxysanu go 0°C i racunu 5mn metaHony i 5mn HacuyeHoro posuvnHy NH4Cl. Cymiw Bunmeanu B 150mn
BOOM | ekcTparyBanu AieTurnoBuMm edpipoMm. OO0'eqHaHi eKCTpakTh NpoMWMBani BOAOK | HACUYEHWM BOLHUM PO3YUHOM
Xnopuay Hatpilo, CyWwunuM Hag cynbdatoM Markito, dinbTpyBanu i KoHUeHTpyBanu, ogepxytoun macno (0,403 r). MB
131,57; MC(m/e) 130/131 (M™).

Cnonyku onucani B MPUTOTYBAHHI 69-71 ogepxxyBanu BignosigHo go MeTogukun onucadin B MPUTOTYBAHHI 68
3aMiHIOKYM OKCUM 5-xropdypaH-2-kapbanbaerigy BignoBigHUM oKkcMMoM. Yac npoBeneHHs peakuii nexkaB B Mexax Big
1 0o 24 roguH.

MPUTOTYBAHHA 69

C-(5-MeTtundypaH-2-in)meTunamin

MB 111,16; MC(m/e) 111 (M¥).

MPUTOCTYBAHHA 70

C-(4-XnopriodeH-2-in)meTunamiH MB 147,64.

MPUTOTYBAHHA 71

C-Tpunason-2-inmetunamii MB 114,19.

MPUTOTYBAHHA 72

5-Xnopdypan-2-kapbanbaerinokcum

o posunHy 5-xnopdypaH-2-kapbanbgerigy (1,3rpam, 9,96mmonb) i NaOAc (1,8rpam, 21,9mmonb) B
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meTunenxnopuai (30mn) i Bogu (30mn) gogasanym NHo,OHeHCI (0,761rpam, 10,96mMMornb) i cymill nepemiwysanu npu
KIMHaTHIn TemnepaTypi Ha npoTAsi Hodi. Cymiw Bunmeanu B 150Mn BoguW i ekcTparyBanu LIieTUIIOBUM egipoM.
O6'egHaHi eKCTpakTU NPOMUBanNU BOA i HAacMYeHWM BOOHWM PO3YMHOM XIlopugy HaTpilo, Cyluunu Hag cynbdatom
MarHio, inbTpyBanu i KOHLEHTPYBanM odepXyloun Teepay pedoBuHy (1,38r). MB 145,55; MC (m/e) 145/147 (M ™).

Cnonykun onucati B MPUTOTYBAHHI 73-75 ogepxxyBanu BignosigHo go metogukun onucadin B NMPUTOTYBAHHI 72
3amiHtouM 5-xnopdypaH-2-kapbanbaerig BignoBigHUM anbaerigoM. Yac npoeeneHHs peakuii nexxas y mexax Big 1 oo
24 roguH.

MPUTOCTYBAHHA 73

5-MeTundpypaH-2-kapbanbaerinokcum

Cywmiw E/Z isomepie; MB 125,11; 'H AMP (CDCl3) & 2,32 (3H, ¢), 6,03 (1H, m), 6,12 (1H, @), 6,0 (2H, c),
6,48 (1H, n), 7,22 (1H, p), 7,42 (1H, c), 7,91 (1H, ¢).

MPUTOCTYBAHHA 74

4-XnopTtiodeHn-2-kapbanbgerinokeum MB 161,62,

MPUTOTYBAHHA 75

Tiason-2-kap6anegerinokcum MB 128,17.

MPUTOTYBAHHA 76

5-Xnopoypan-2-kapbansgeria

Pos4unH 5-HiTpodhypaHn-2-kapbansgeriny (14,1r) B KOHLEHTPOBAaHIiA XropBogHeBi kucroTi (60mn) BunapitoBanm
0o ~150mn. Cymiw Bunmeanu B150Mn Boau i ekcTparyBanu gieTunosmm edpipoMm. O6'eqHaHi ekcTpakTh NpoMuBanu
HacudyeHum NaHCOj, Bogow i HacM4eHUMM BOLSHMM PO3YMHOM XIlopuay HaTtpito, Cywunu Hapg cynbdaTom MarHito,
diNnbTpyBann i KOHUEHTPYBanu o4epXylun Macro, sike ovuwany 3a gonomorolo drnell-xpomaTorpaddii Ha cunikareni,
BUKOPUCTOBYIOUYM B AKOCTI entoeHTy cymiw 20% eTunauertat/rekcaH, ogepxytoumn 6iny TBepay pedoBuHy (1,3r). MB
130,53; MC (m/e) 129/131 (M*+1).

MPUTOTYBAHHA 77

2,4,6-TpudpTop-6eH3nnamiH

Pos4yunH 2-6pommeTnn-1,3,5-tpucptopbensony (2,0r,8,9mmorns) | HMTA (3,1rpam, 22,2Mmornb) B xropodopMi (35mr)
KAM'ATWUMAN i3 3BOPOTHIM XONOAUIBHUKOM Ha NpoTA3i 18 roanH. 3anuilok, Wo yTBOPMBCS BiaQinanu dinbTpyBaHHAM i 4o
Hboro gopasanu metadon (10mn), Bogy (5Mn) i KOHUEHTpoBaHy xnopeBogHeBy kucroTy (5mn) i ogepxaHy cymiwl
KAN'ATWUMAN i3 3BOPOTHIM XONOAUNBHMKOM Ha NpoTAsi 4 roguH. Cymiw sunueanu B 200mn Bogun i npomMuBanu SieTUNoBUM
ecpipom. BogHuin wap nignyrosyeanu 5N po34nMHOM rigpokcuay HaTpito i ekcTparyeanu gieTunosum edipom. O6'egHaHi
€KCTPaKTU NPOMUBaNU BOAOK | HACMYEHVWM BOLHWMM PO3YMHOM XJIOPWMAY HaTpilo, CyWWnM Hag cynbdhaToM MarHio,
dinbTpyBanu i KOHUEHTpYBanu, oOepXylyn Macno, sike oTeepainio npu crosHHi (1,32r). MB 161,14; MC (w/e) 145
(M*-NHy).

Cnonykun onucani B MPUTOTYBAHHI 78-79 ogepxxyBanu BignosigHo go MeTogukun onucadin B MPUTOTYBAHHI 77
3amiHtoroun 2-6pommeTn-1,3,5-TpudpTopberHson BignosigHMM BeH3onom. Yac npoBeneHHs peakuii nexae y Mexax Big
1 0o 24 roguH.

MPUTOTYBAHHA 78

C-(5-Xnoprio®eH-2-in)meTnnamin

MB 147,64; MC (m/e) 147 (M™).

MPUTOTYBAHHA 79

C-(3,5-AnxnoprTiodeH-2-in)MmeTnnamin

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

MPUTOTYBAHHA 80

C-(3,4-AnxnoprTioheH-2-in)MmeTmnnamin

[o posuunHy amigy 3,4-guxnopriodeH-2-kapboHoBoi kncroTtu (0,640rpam, 3,3Mmorb) B TeTparigpodypaHi (20mn) no
kKpannam pogasanu 1,0M niTinanomorigpua (7mMn, 7MMonb) i Ccymill nepemillyBany npu KiMHaATHIA Temnepartypi
npotarom 30 xBunuH. Cymiw oxonomxysanu go 0°C i racunu 3mn meTaHony i gogasanu no kpannam Smn NH 4Cl.
Cywmiw sunueanu B 100mMn Bogwn i ekcTparyBanu gietunoBum edipom. OpepxkaHy cymill pinbTpyBanu Kpisb LeniT.
O6'egHaHi ekcTpakTh NpoMUBan BOAOK i HACUYEHUM BOAHMM PO3YMHOM XIlopuay HaTpilo, CyMnu Hag cynbdhaTom
MarHito, inbTpyBanu i KOHLEHTpYBanu, ofepXylun Macfo, fke ouuwany 3a Aonomoroto drell-xpomarorpadii Ha
cunikarerni, BUKOPUCTOBYIOUN B AKOCTI entoeHTy cyMiw 5% meTaHon/meTtuneHxnopug, ogepxytoun macno (0,335r). MB
182,08; '"H SAIMP (CDCl3) § 4,01 (2H, ¢), 7,09(1 H, c).

Cnonykun onucati B MPUTOTYBAHHI 81-88 ogepxxyBanu BignosigHo [o MeTogukun onucadin B MPUTOTYBAHHI 80
3amiHtooum amig 3,4-anxnopTiodeH-2-kapboHOBOI KMCHOTK BigNOBIgHMM amigom. Yac npoBegeHHs peakuii nexas y
Mexax Bif 1 [o 24 roguH.

MPUTOTYBAHHA 81

C-(3-XnopriodeH-2-in)meTunamin

MB 147,64; TH AMP (CDCl3) § 3,99 (2H, ¢), 6,86 (1H, @), 7,16 (1H, a).

MPUTOTYBAHHA 82

C-BeHzo[b1TiotheH-2-in-meTnnamin

MB 163,26; MC(m/e) 163 (M¥).

MPUTOTYBAHHA 83

C-(5-TpudTopmeTUnTioheH-2-in)MeTmunamin
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MB 181,20; MC (M/g) 181 (M™).

MPUITOTYBAHHA 84

2-(5-AmiHomeTunTio®Pen-2-in)nponax-2-on

MB 171,29.

MPUTOTYBAHHA 85

2-(5-AmiHoMeTnN-3-xnopTiodeH-2-in)nponax-2-on

MB 205,73; 'H AMP (CDCls) § 1,69 (6H, c), 3,92 (2H, ¢), 6,69 (1 H, ¢).

MPUITOTYBAHHA 86

2-(5-AmiHoMeTundypaH-2-in)nponaH-2-on

MB 155,22; TH AMP (CDCl5) 5 1,56 (6H, ¢), 3,77 (2H, c), 6,02 (1H, g), 6,06 (1H, 7).

MPUITOTYBAHHA 87

3-(5-AmiHomeTunTiobeH-2-in)neHTan-3-on

MB 199,35; TH AMP (CDCls) § 0,85 (6H, T), 1,82 (4H, x), 3,97 (2H, ¢), 6,67 (1H, n), 6,73 (1 H, o).

NMPUTOTYBAHHA 88

2-(5-AmiHoMeTun-4-xnopTiodeH-2-in)nponax-2-on

MB 205,73;'"H AMP (CDCI3) 5 1,60 (6H, ¢), 3,92 (2H, ¢), 6,71 (1H, ¢).

MPUITOTYBAHHA 89

Awmig 3,4-OnxnopTiodeH-2-kapOoHOBOI KMCNOTH

[o nepewmiwyemoi cycneHsii 3,4-guxnopTiodeH-2-kapboHoBoi kucnotu (1,0rpam, 5,08MMonb) B MeTuneHxnopuai
(20mn) i pumeTtundopmamigi (0,2mn) gogasanu TieHinxnopug (1,9vn, 25,3MMonb) i CcyMmill KMN'ATUAM i3 3BOPOTHIM
XonogunbHUKOM npoTsroMm 3 roguH. CyMill KOHLEHTPYBaNM ogepXytoymn macno. Macno nepeHocunn B METUREHXIoOpUA,
(15mn), oxonomkyeanu go 0°C i Ha npoTs3i 5 XBUNWH Kpisb ofepxaHWin po3dmH nponyckanum NH 3 nicns doro cymiw
nepemiwysanu 20 xBunnH. Cymiw possogunu metuneHxnopugom (150Mn) npomuBany BOOOK i HACUYEHUM BOOHUM
PO3YMHOM XMOPWUAY HAaTpilo, CYLIMNWM Hag cyrbgaToM MarHito, (inbTpyBanu i KOHUEHTpYBanu ofepXykun Teepay
PEeYOBUHY, AKY OYMLLany 3a OONOMOro dnell-xpomartorpadii Ha cunikareni, BUKOPUCTOBYHOUMN B SIKOCTI €MI0EHTY CyMiLl
2,5% MeTaHon/MeTuneHxsriopua, ooepXyoymn TBepay pevoBUHY, AKY MOTIM po3TUpany 3 MeTUNEHXIOPUOOM OoepXKyo4mn
6iny TBepay peuvoBuHy (0,475r). MB 196,06; MC (m/e) 195/197 (M ™).

Cnonyku onucani B MPUTOTYBAHHI 90-92 ogepxkyBanu BignosigHo go Metoguku onucadii 8 MPUTOTYBAHHI 89
3amiHtoroun 3,4-onxnopTiopeH-2-kapOOHOBY KUCMOTY BigNOBIOHOK KUCNOTO. Yac NpoBedeHHs peakuii nexas y Mexax
BiOo 1 0o 24 roguH.

MPUITOTYBAHHA 90

3-XnopTiodeH-2-kapbamin

MB 161; MC (m/e) 161

5-TpudptopmeTunTtioden-2-kapbamig,

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

MPUTOTYBAHHA 92

5-(1-Mapoken-1 -meTun etundypax-2-kapbamin

MB 169,18; 'H AMP (OMCO-d®) § 1,40 (6H, c¢), 520 (1H, m), 6,26 (1H, m), 6,93 (1H, n), 7,24 (1H, wc),
7,58(1 H, wc).

MPUITOTYBAHHA 93

4-(2,2,2-TpudbTopeTokcnbeHannamiH

[o posunHy 4-(2,2,2-TpudpTopeTokcn)bensoHiTpuny (0,5rpam, 2,48vmonb) B TeTparigpodypaHi (10mn) gogasanu
1,0M niTinantomorigpug, (6,2mn, 6,2MMonb) i CyMill KUN'ATWMAKW i3 3BOPOTHIM XOMOAWSbHUKOM mnpoTsaroM 40 XBWUIWH.
Cywmiw oxonogkyeanu go 0°C i racunu 5mn meTtaHony, akuii aogaeanv No KpanssiM, i PO3BOAMMAN HACUYEHUM PO3YMHOM
NH4Cl (50mn). Cymiw ekcTparyBanu pAietunoBum edipom. OG'egHaHi eKCTpakTu NpoMUBany HacMYeHWM BOOHWUM
PO3YMHOM XMOPWUAY HaTpIilo, CYWUNN Had cynbdaToM HaTpito, (inbTpyBanu i KOHLUEHTPYBanu ofepXyl4n Macro, ske
ouuwann 3a gonomorot drel-xpomaTtorpadii Ha cunikareni, BMKOPUCTOBYIOUM B SAKOCTI entoeHTy cymiw 5%
MeTaHon/MeTUneHxnopua, oaepxytodn macro (0,230r). MB 205,18; MC (m/e) 206(M *+1).

Cnonykun onucaHi B MPUTOTYBAHHI 94-106 ogepxxyBanu BignoBigHo Ao meTtoamkn onucawin B NMPUTOTYBAHHI
93 samiHo4n 4-(2,2,2-TpUDTOPETOKCU)OEH3OHITPUN BigNoBiAHWM GeH30HITpUNoM. Yac npoBedeHHs peakuii nexas y
Mexax Big 1 oo 24 roguH.

MPUTOTYBAHHA 94

4-AndpTopmeToKCU-6EH3NNaMIH

MB 173,18; 'H AMP (CDCl3): 5 3,85 (2H, ¢), 6,48 (1H, T), 7,09 (2H, m), 7,30 (2 H, m).

MPUITOTYBAHHA 95

C-( 1 H-1Hgon-5-in)meTunamix

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

H AMP (CDCl5): § 6,47 (m, 1H), 6,26 (M, 1H), 3,91 (m, 2H). FTC-MC (w/e, %) 131 (M*, 100).

MPUITOTYBAHHA 97

4-AmiHOMeTUN-2,6-gnuTpeTbyTnndeHon

MB 235; MC (m/e) 235 (M™).

MPUTOTYBAHHA 98

2.3-OndpTop-6eHannamin MB 143,14,
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MPUTOTYBAHHA 99

2-(4-AmiHomeTUn-2-xnopdeHin)nponax-2-on MB 199,70; MC (w/e) 199/201 (M*).

MPUTOTYBAHHA 100

2-(4-AmiHomeTnn-3-xropdeHin)nponax-2-on

MB 199,70; MC (m/e) 198/200 (M*+1). 'H AMP (CDClz): 5 1,54 (6H, c), 3,89 (2H, c), 7,31 (2H, m), 7,48(1 H,1).

MPUTOTYBAHHA 101

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

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

MPUTOTYBAHHA 103

4-(2-MeTtun-[1,31giokconan-2-iny6eHaunamin MB 193,248; MC (m/e) 178 (M*-NH3).

MPUTOTYBAHHA 104

C-(1,4-Oiokcacnipo[4,51aek-8-in)meTtunamin MB 171,241; MC.(m/e) 172-(M*+1).

MPUTOTYBAHHA 105

1-(4-AMiHomeTUneHin)eTaHon MB 151,21; MC (m/e) 152 (M*+1).

MPUTOTYBAHHA 106

2-(4-AMiHomeTUn-3-chTopdpeHinnponan-2-on  'H AMP (CDCl3): 6 1,54 (6H, c), 3,89 (2H, c¢), 7,30 (2H, wm),
7,48 (1H, c).

MPUTOTYBAHHA 107

4-(1-Tigpokcn-1-MeTUneTnn)oeH3oHITPNN

[Jo nepemiwyemoro po3unHy 4-uiaHoaueTodpeHoHy (49,5r, 0,34monb) B cyxomy TeTparigpodypaHi (400mn) npwm
Temnepatypi -78°C no kpannam gopasanu 3,0M meTtunmarniixnopug (150mn, 0,45mMonk). Cymil nicns Yoro NoBinbHO
Harpieanu go 0°C 6nuabko 3,5 roanH i noTiM racunun metaHonom (80mn), gogakym oro no kpannam. Cymiw Bunueanm
y Bogy (1000mn) i nigkmcnioBanvM go pH-3 wWaeneBow KUCMOTOW i NOTIM ekcTparyBanu etunaugetratom (2x500mn).
O6'eaHaHi opraHidHi ekcTpakTu npoMmusanu sogoto (2x100mn), HaCUYEHUM BOAHUM PO3YMHOM Xropudy Hatpito (100mr),
cywunu (MgSO,) | noTiM KOHUEHTpyBanM MiAd BakyyMOM ofepxXytloun OinuiA  3anvwok, sfke ouduanu
dnew-xpomarorpadieto Ha cunikareni, BAKOPUCTOBYIOUN B AKOCTi entoeHTy cymiw 20% eTunaueTtat/rekcaH, oaepxyoyn
13,5r uncToro macna, sike oTBepAIrio Npu CTosiHHI. Tnn. 45-7°C.

MPUTOTYBAHHA 108

4-(2.2,2-TpndTOpEeTOKCH)OEHIOHITPUN

0o posunHy 4-uiaHodeHony (5,0rpam, 42,0mmonb) B HMPT (40mn) popasanu rigpug Hatpito (1,68rpam,
42,0MmMonb) | nepemiwyBanu Ha npoTasi 15 XBMAMH npu KiMHaTHIN Temnepatypi. 3a gonomorolo wWwnpuya Ao cymili
popaesanu 2,2,2-tpuctopetunmeTtaHncynbgoHaT (8,98rpam, 50,4mmorb) | cymiw nepemiwysanu npyu 140°C Ha npoTaAsi
Hodi. Cymil oxornomxkyBanu go KiMHaTHOI TemnepaTypu, possogunu 300mn nboasHoi Boamn i 50mn 2N xrnopBogHeBoi
KACMOTW | ekcTparyBanu gietunoBum edpipom. OB6'eqHaHi ekcTpaktu npomuBany Bogoto, 1N rigpokcmgom HaTpito i
HacM4YeHMM BOOHWM PO34YMHOM xnopuay Hatpito, cywmnu Hag NaSOy4, dinbTpyBanu i KOHUEHTpYBanu, OpepXytouun
Macno, Ake ouduwanu dnew-xpomarorpadieto Ha cunikareni, BUKOPUCTOBYIOYM B HAKOCTI enioeHTy cymiw 25%
LieTUnoBun edip/rekcaH, ogepkytoun macno (2,68r). Cuntes 727 (1980).

MPUTOTYBAHHA 109

1-(6-XnopTio®eH-2-in)eTnnamiy

PosunH 1-(5-xnopTtioden-2-in)etaHoHy (5,0rpam, 31,0mmornb) B dopmamigi (6mn, 150,0Mmornb) nepemiysany npu
Temnepatypi 160°C npotarom 18 roguH. Cymiw Bunueanu B 200Mn BoaW i ekcTparyBanu AieTUroBUM edipom.
O6'egHaHi ekcTpakTh NpoMUBAany BOAOK i HACUYEHWM BOAHMM PO3YMHOM XFopuAy HaTpilo, CyMnu Hag cynbdhaToMm
MarHito, QinbTpyBanu i KOHUEHTPYBanu ogepXylo4n Macrno, dke oduwanu dnew-xpomarorpadieto Ha cunikareni,
BUKOPUCTOBYIOYN B SAKOCTi entoeHTy cymil 20% eTunaueTtaT/ rekcaH, ogepXxytodn macno. Macno nepeHocunv B 26 mn
6N NaOH, 20mn metaHony i Smn TeTparigpodypaHy i CyMmill KMN'ATUMAK i3 3BOPOTHIM XONOAUNBHUKOM NPOTSArOM TPbOX
roguH. Cymiw Bunusanu B 200Mn Bogu i ekcTparyBanu fietunoBum edipom. O6'eaHaHi eKCTpaKkTu KOHLeHTpyBanu,
ofepXyroun TeMHe macro (2,3r). MB 161,67; MC (m/e) 161 (M*).

Cnonykun onucahi B MPUTOTYBAHHI 110-111 ogepxxyBanu BignosigHo Ao metoguku onucadin 8 MPUTOTYBAHHI
109 3amiHtotoun 1-(5-xnopTiodeH-2-in)eTaHoH BignoBigHUM anbaerigom abo keToHoM. Yac npoBeneHHs peakuil nexxas
y Mexax Big 1 0o 24 roguH.

MPUTOTYBAHHA 110

C-(5-MeTunTtiodeH-2-in)meTnnamin

MB 127,23; MC (w/e) 127 (M¥).

MPUTOTYBAHHA 111

C-(3-MeTtunriodeH-2-in)meTunamin

MB 127,23; MC (m/e) 127 (M™).

MPUTOTYBAHHA 112

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

[o posunHy 2-okco-2,3-purigpo-1H-iHgon-5-kapboritpuny (1,3r) B Mmetanoni (30mn) popasaru 10% PtO,
(0,200r). OpepxaHy CyMmill nepemiwyBanu npu TUCKY BOAHK 44nci Ha npoTaAsi Hodi. KaTanisaTop Bigainanu
diNbTpyBaHHAM | CyMill CyWwnnun Hag cynbdpatom HaTtpito. PO34MH KOHLEHTpyBanu nig BakyyMOM OOEPXXYHUU XKOBTY
TBepay peqoBuHy (1,1r). MB 162; MC (m/e) 162 (M¥).

MPUTOTYBAHHA 113
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2-Okco-2,3-purigpo-1H-ingon-5-kapboHiTpun

PoauuH  3,3-gnbpom-2-okco-2,3-aurigpo-1H-iHgon-5-kap6oHitpuny (10,5rpam, 33,3mmonb) i Zn nun (22,0rpam,
338,5Mmonb) B ouToBili KucnoTi (250Mn) nepemiwyBanu npu KiMHaTHIR TemnepaTtypi npotarom 45 xBunvH. Cymiw
dinbTpyBanu Kpisb UeniT i KoHUueHTpyBanu pocyxa. OpepxaHe Macno pos3sogunv 300mMn BoAW | ekcTparyBanu
eTunayetatoM. O6'egHaHi ekctpaktn npommBany 1N rigpokcMOoM HaTpilo | HacMYeHUM BOAHMM PO34YMHOM Xropuay
HaTpito, CyLUMIN Hag cyrbdaToM MarHito, ginbTpyBanu i KoOHUeHTpyBanu ogepxytoun 6iny Teepay pedoBuHy (1,9r). MB
158.

MPUTOTYBAHHA 114

3,3-0unbpom-2-okco-2,3-gurinpo-1H-ingon-5-kapboHiTpun

o posunHy 1H-lHgon-5-kapGoHiTpuny (5,0rpam, 35,2mmonb) B t-6ytaHoni (300mn) popaBanu nepbpomig
nipuanHinbpomigy (37,5rpam, 105,6mmonb) npotarom 10 XBMAWH | NepemilwlyBanu Ha NpoTaAsi 2 rogauH npu KiMHaTHIR
TemnepaTypi. Cymill KOHUeHTpyBanu, ogepxytoum opaHxeBe macrno. OgepxaHe macrno possogunu 500 mn Bogm i
ekcTparyBanu etunauetatoM. OO'eqHaHi eKCTpakTW MpOMMBaNM BOAOK | HACMYEHWM BOOHUM PO3YWMHOM XJlopuay
HaTpito, CyLIMnM Hag cynbdgatomM HaTpitlo, inbTpyBanu i KOHLUEHTpYBanu, OgepXytoymn XoBTy TBepay pedoBuHy (10,37r).
MB 315,95; MC (m/e) 316 (M*+1).

MPUTOTYBAHHA 115

6-AMiHo-3H-6eH300Kca3or-2-0H

Po34ynH 6-HiTpo-3H-6eH3ookcazon-2-oH (8,4rpam, 46,0Mmmonb) i ornoBo (16,0r) B KOHLEHTPOBAaHIN XMOpBOAHEBIN
kuenoTi (100mn) nepemiwyBany npy Temnepatypi 60°C Ha npoTasi 2 roamH. Cymill po3BoAnM BOLOI0, NiANyroByBanu
po pH 12 i ekctparyBanu eTunauetatoM. OO'egHaHi opraHidHi eKCTpakTu Cywunu Hag cynbgdatoMm HaTpilo,
inbTPYBaNM | KOHLEHTPYBAMNU, OAEPXKYHOUN OpaHXeBY TBEpAY pedoBuHy (2,45r). MB 150; MC (m/e) 151 (M*+1).

MPUTOTYBAHHA 116

6-HiTpo-3H-6eH300Kca3on-2-0H

PoaunH 3H-6eH3ookcason-2-oHy (10,0r) B KOHLEHTpPOBaHii asoTHiM  kucroTi (100Mn) nepemiwyBanu npwu
Temnepatypi 40°C. YTBOptoBaBCs ocag i Temnepatypa peakuinHol cymiwi niginmanacs. PeakuiiHy cymiw
oxonogxyeanu Hwxkde 50°C Ha nbopsHin Gani. Cymiw po3sogunu NbOOSHOK BOLOK | 3anuWoK Bigainsanm
pinbTpyBaHHSAM. MpoAyKT NPOMUBaNM BOAO, OAep:Kytoun 6iny TBepay pevoBuHy (8,4r). Tnn. 239-241.

MPUTOTYBAHHA 117

ETunosuii ectep 5-amiHomeTunn-1H-iHoon-2-kapGoHOBOI KUCHOTH

PosunH eTunosoro ectepy 5-uiaHo-1 H-iHoon-2-kap6oHoBoi kucrotu (1,8rpam, 8,4mmonk) i BuyN*BH3 B
MeTuneHxropuai (80mn) KUN'aTunu i3 3BOPOTHIM XONOAUSbHUKOM Ha NpoTA3i 4 roguvH.

CyMill KOHLEHTpYyBanu odepXylodn KopudHeBe Macro, fke po3vnHanu B 10% po3ynHi XIopBOAHEBOI KMCNOTU
(50Mmn) T cymiw KMN'ATWMAM i3 3BOPOTHIM XONOAWSbHUKOM npoTsarom 1 rogvHu. Cymill ekcTparyBanv eTunaueTraTom i
HenTpanisyBanm Ao pH7. BogHui wap ekcTparyBanu eTtunauetatoM. O6'egHaHi opraHiyHi eKkCcTpakTu Ccywunv Hapg
cynbcaTom HaTpito, diNbTPyBanu i KOHUEHTPYBanu ogepxytoun Teepady cnonyky (0,920r). MB 218,258; MC (wm/e) 218
(M™).

MPUTOTYBAHHA 118

3,5-0unTpeTOyTUN-4-rinpoKcnBeH3oHITPUN

Pos4unH  3,5-autpetbyTun-4-rigpokcnbenHsansgerigokeumy  (3,0rpam, 8,4MMonb) B OUTOBOMY aHrigpugi (6mm)
KAN'ATUMN i3 3BOPOTHIM XOMogMbHMKOM Ha npoTasi 2 roguH. Cymiw oxonomkyeanv o 0°C i gogaeanu Hacu4eHuin
po3uyMH rigpokapboHaTy Hatpito. Cymiw ekcTparyBanum MeTuneHxropugom. O6'egHaHi  ekcTpakTh  npomMuBanui
Hacu4YeHMM po3YMHOM rigpokapOoHaTy HaTpilo, CyluMnM Hag cynbdaToM HaTpilo, ginbTpyBanu i KOHUEHTpyBanu,
ofepXKyto4n TBepay crnonyky. OaepxkaHuii NpoayKT po3dMHANN B gieTunoBoMy edipi i ekctparysanu 1N rigpokcugom
HaTpito, nicna 4oro nigkucnioBanu o pH1 i ekcrtparyBanu eTtunayetratoMm. EKCTpakT cywwvnu i KOHUeHTpyBanw,
OOEpPXKYyIoUN XOBTUA TBEPAMN NPOAYKT, SKUA NepekpucTanisoByBanu 3 cyMili eTunauertat/rekcaH, ogepxytoun 6ini

kpuctanu (1,05r). MB 231; MC (v/e) 249 (M*+NHZ).

MPUFOTYBAHHA 119

3,5-0itpeTbyTnn-4-rinpokcnbeHsanbsaerinokcum

PosunH 3,5-gitpetrbyTun-4-rippokcnbensansgerin (10,0rpam, 42,67mMmMonb), NH,OHeHCI (14,83rpam, 213,3Mmornb)
i 40% KOH (80mn) B meTaHoni (100Mn) nepemiwyBanv npu KiMHaTHIA Temnepatypi npoTsrom BikeHgy. Cymil
KOHLEHTpyBanu i Bigainanu metaHon. BogHuii wap nigkucnoBany i ekctparysanu etunauetatoMm. O6'eqHaHi ekcTpakTu
npoMMBani BOAO i HACMYEHWM BOAHWM PO3YMHOM XJIOpUAY HaTpilo, CYLIUNM Hag cynbdpatomM HaTpito, dinbTpyBanu i
KOHLIEHTPYBANW, OAEPXKYIoUM XOBTY TBepay pedoBuHy (8,9r). Tnn. 122-124°C; MB 249; MC (m/e) 249 (M™).

Cnonyky onucaHy B NMPUTOTYBAHHI 120 ogepxyBanu BignosigHo o metoguku onucanin B NMPUTOTYBAHHI 119
3amiHtotoun  3,5-aiTpeTbyTUNn-4-rigpokcmbeHsansaeria BignosigHMM anbgerinoM. Yac npoBeneHHs peakuii nexas y
Mexax Big 1 oo 48 roguH.

MPUFOTYBAHHA 120

4-MNppoken-3,5-gumeTnndeHansaerinokcum

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

MPUFOTYBAHHA 121

4-AmiHomeTun-2,6-gumetundeHon

PosunH 4-rigppoken-3,5-aumetunbensansgerigokenmy (1,0rpam, 6,06Mmons) B ouToBi kucnoti (30mn) i Zn nun
(4,0rpam, 61,2mMmonb) nepemiwyBanu npu Temnepatypi -60°C Ha npoTtasi 2 roguH. Cymill dinbTpyBanu Kpisb LeniT,
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nignyrosyeany BOOHUM PO34YMHOM Ti4pOKCMAY aMoHito i ekcTparyBanu xmnopodopmom. O6'eqHaHi ekcTpakTh CyLuMmm
Had cynbdgaToM MarHito, inbTPYBanu i KOHLEHTPYBanU ogepxytoun nidy (0,90r). MB 151; MC (m/e) 151 (M™).

MPNTOTYBAHHA 122

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

[o iHTeHcuBHO nepemiwyemoi cymiwi AL-mix (1,4r) y Bogi (5mn) i t-6ytaHoni (5mn) npu Temnepatypi 0°C
popasanu 1-xnop-2-iHinGenson (0,140rpam, 1,0MMonb) i ogepkaHy Cymill nepemillyBany Ha npoTsasi 2 roauH npu
Temnepatypi 0°C. o cymiwi gogasanu cynbdat Hatpito (1,5r) nicna yoro ii HarpiBanu Ao KiMHaTHOI TemnepaTypu
npotarom 1 rogmHu. Cymiw ekcTparyBanu meTtuneHxrnopugom. O6'eqHaHi ekcTpakTh NMpoMMBanu HacUYeHUM BOOHWUM
PO34MHOM XJlopugy HaTpilo, CyLUMnM Hag cynbgaTtoM HaTpitlo, (inbTpyBanu i KOHUEHTpyBanu, ogepxytodn 6esbapsHe
macro (0,190r). MB 172,61; MC (m/e) 190 (M*+18).

MPUTOTYBAHHA 123

Amig 4-xnop-5-(1-rigppokcn-1-meTnneTun)tiodpeH-2-kapboHOBOT KMCNOTH

PosunH mMeTunoBoro ectepy  4-xnop-5-(1-rinppokcn-1-meTunetun)tiodeH-2-kapboHoBoi  kucrnotn  (2,4r) B
koHaeHcoBaHoMy NHg3 (20mn) i meTaHoni (10Mr) nepemillyBanu npu KiMHaTHIN TemnepaTtypi B repMeTe3oBaHin konbi
npoTaroMm 3 gHiB. PO34YMHHUK BigraHanu nig BakyymMOM OAepXKylouu TBepdy Crnomnyky, siKy oduwanu 3a AoNoMOroro
dnew-xpomarorpadpii  Ha  cunikareni, BUKOPUCTOBYKOYM B  SAKOCTI  EMOEHTY CyMill  po34YMHHUKIB 5%
MeTaHOMN/MeTUNeHxXIopua, OAEPXKYIOUN KOBTO-KOPUYHEBY TBepay peqoBuHy. OpfepxaHy Cnonyky posTtupanu
AieTnnoBuM edipom ogepxytoun 6iny TBepay pedoBuHy (1,6r). MB 219,71; MC (w/e) 237 (M*+18) 220 (M*+1).

Cnonykn onucaHi B TMPUTOTYBAHHAX 124-125 opepxyBanu BignoBigHO OO0 MeETOOAMKM ONUCaHii B
MPUTOTYBAHHI 123 3amiHoo4n MeTunosuii ectep 4-xmop-5-(1-rigpokcn-1-metunetmnn)tiodeH-2-kapGoHOBOI KUCIOTU
BiANOBIOHUM ecTepoM. Yac npoBeneHHs peakuii nexas y mexax Big 1 4o 72 roauH.

MPUTOTYBAHHA 124

Awmig 5-(1-eTun-1-rigpokcmnponin)TiodeH-2-kapboHOBOT KMCNOTH

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

MPUTOTYBAHHA 125

Amig 3-xrop-5-(1-rigppokcn-1-meTnneTun)tiodheH-2-kapboHOBOT KMCNOTH

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

MPUTOTYBAHHA 126

MeTunoBin ectep 4-xrnop-5-(1-rigpokcun-1-metunetTuntiodeH-2-kapboHOBOT KNCNOTH

[o posunHy giizonponinamidy (6mn, 38,9vmons) B. TeTparigpodypati (15mn) npu Temnepatypi 0°C no kpannam
popasanu 2,5M H-BuLi (16mn) i cymiw nepemiwyBanu npu TemnepaTypi 0°C npotarom 10 xBunuH. Cymiw
oxonogxkyeanum fo -78°C i no kpannsm gopasBanun 4-xnoptiodeH-2-kapboHoBy kucnoty (3,0rpam, 18,5mmornb) B
TeTparigpodypaHi (15Mn) gogasany, cymiw nepemiwysann Ha npoTaAsi 20 xBunuH i Toai gogaBanu auetoH (1,6mn,
22,2MMorb) | CyMill MOBINbHO HarpiBanu Oo kKiMHaTHoi Temnepatypu 1 roguHy. Cymiw Bunmeanu B 200mn Bogm i
eKcTparyBanu gieTurnoBum edpipom. BogHuin wap nigkucroBanu o pH 4 WaBneBOK KUCNOTOK | ekcTparyeanm
mMeTuneHxnopmaom. O6'egHaHi eKCTpakTW MpoMUBaNM BOAOK, CYLWWW Hap cynbdgaTom MarHito, dineTpyBanum i
KOHLEHTpYBanu Ao TBepaoro sanuwky. OgepxaHuii 3anuiiok nepeHocunu B gietunosuii edip (100mn) i o6pobnioBanm
CH5N5 npu Temnepatypi 0°C. PeakuiiiHy CyMmill racnm OLTOBOIO KUCIMOTO, po3BoAunmn gietunosum edipom (300mn) i
NPOMMBaNM Hacu4eHUM BOAHUM PO3YMHOM rigpokapboHaTy HaTpito, BOAOK i HACMYEHWM BOOHWM PO34MHOM Xropuay
HaTpito, Cywunu Hag cynbdatoM MarHio, dinbTpyBanu i KOHUEHTPYBanu OAEpXYyKuM Macro, fke ouvwanu 3a
gonomoroto dnetl-xpomartorpadii Ha cunikareni BUKOPUCTOBYIOUN B AKOCTI entoeHTy cymiw 20% eTunaueTtaT/rekcaH,
OfEPXKYHOHU TBEPAY peHoBUHy (2,42r). MB 234,72; MC (w/e) 234/236 (M*+1).

Cnonykn onucaHi B TMPUTOTYBAHHAX 127-129 opgepxyBanu BignoBigHO 00 MeETOOMKM OMNUCaHin B
MPUTOTYBAHHI 126 3amiHiotoun 4-xnopTiodeH-2-kapboHOBY KUCMOTY BigNOBIAHOK KUCHOTOK. Yac npoBefdeHHs
peakuii nexas y Mexax Big 1 go 24 roguH.

MPUTOTYBAHHA 127

Amig 5-(1-rigpokcun-1-meTuneTun)gpypaH-2-kapboHoBOT KMCoTK

MB 184,21; MC(w/e) 184 (M*).

MPUTOTYBAHHA 128

MeTtunoBuin ectep 5-(1-eTun-1-rigpokcunponin)tioPeH-2-kapboHOBOI KMCNOTH

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

MPUTOTYBAHHA 129

MeTunoBui ectep 3-xnop-5-(1-rigpokcn-1-meTuneTun)TiodheH-2-kapOoHOBOT KNCMOTH

MB 234,70; "H AMP (CDCl3): § 1,62 (6H, ¢), 3,85 (3H, c), 6,84 (1H, c).

MPUTOTYBAHHA 130

ETunosuii ectep 5-amiHONEHTAHOBOT KACMOTK

Po34ynH 5-amiHoneHTaHoBoI kucnoTu (1,06rpam, 9,0mmonb) | TieHinxnopug (20,0mMn) nepemiwlyBanu npu KiMHaTHIRA
TemnepaTypi NpPoTAromM 2 roguH. PO34MHHUK BigraHAnu nig BakyymMoM i 4o CyMili gogaBanu etaHon (26,5mn) i weungko
HarpiBanu. Yepes 2 roguMHU po3yWH KOHLUEHTPYBanu OAEepKytouM XOBTY TBepay pedoBuHy (0,580r). MB 145,22; MC
(m/e) 146 (M*+1),

Cnonyky onucaHy B NMPUTOTYBAHHI 131 ogepxyBanu BignoBigHo Ao metoaukn onucanin B MPUTOTYBAHHI 130
3aMiHtol4N 5-aMiHONEeHTaHOBY KUCIOTY BignNOBIQHOK KMCMOTOW. Yac npoBeneHHs peakuii nexas y mexax Big 1 go 24
rOAVH.

MPUTOTYBAHHA 131
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ETunosuii ectep TpaHc-4-aMiHOMETUM-LUKNOrekcaHkapOOHOBOT KMCNOTH

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

MPNTOTYBAHHA 132

MeTunoBui ectep 5-(1-rippokcun-1-metunetun)dypan-2-kapboHOBOI KNCNOTH

o posuunHy giisonponinamiHy (7,6mn, 54,0mmonb) B TeTparigpodypaHni (20mn) npu Temnepatypi 0°C gopgasanu
2,5M H-6yTunnitio (22mn, 54,0mmonb). Cymiw oxonomkyeBanu go -78°C i no kpannsm godaBanv  Po34uH
pypaH-2-kapboHoBoi kucnotu (3,0rpam, 27,0MMonb) B TeTparigpodypaHi (20mn), nepeMiwysanu Ha npoTasi 20 XBUMMH
i popaeanu auetoH (2,4mn, 32,0mmonb). Cymiw nepemiwysany npu Temnepatypi -78°C npotarom 10 XBUAKUH i NOTiM
HarpiBanu 4o KiMHaTHOI TemnepaTypu npotarom 1 roguHu. Cymiw Bunmeanu B 200mMn BoaK, NigKMcnioBanu Wasnesoto
kucnototo go pH 2 i ekctparyBanu gietunosum edipom. O6'eaHaHi ekCTpakT NpoMMUBany BOAOK i HACMYEHUM BOOHUM
PO3YMHOM XIOPWUAY HAaTpilo, CYLIMM Hag cyrbgaToMm MarHilo, dinbTpyBanu i KOHUEHTpYBanu ofepXyloun Teepay
peyoBuHy (0,580r). MB 145,22; MC (m/e) 146 (IVT+1).

MPUTOTYBAHHA 133

3-Xnop-4-(1-rigpokcun-1-meTuneTnn)6eH3oHITpun

[o posunHy meTunoBoro ectepy 3-xnop-4-uUiaHoGeHsonHol kucnotu (2,0rpam, 10,0Mmonb) B TeTparigpodypaHi
(30mn1) npu Temnepatypi -40°C no kpannam gogasanu 3,0M CH3MgClI (8mn, 22,0mmonb). Cymilw noTiM Harpisanv go
KIMHaTHOI TemnepaTypu NpOTAroM OfHiei rognHu. PeakuiliHy cymiw racunm 10mMn meTaHony, sSikMi gogaBanv no
Kpannam, sunmeany B 200 mMn BoAwW, NigKUCNIOBanuW LWaBMeBO KUCMOTOW i ekcTparyBanu etunauetatom. O6'egHaHi
eKCTPaKTU MPOMUBANM BOAOK i HACMYEHUM BOOHUM PO3YMHOM XNopuAay HaTpilo, Cywunu Hag cynbdartomMm MarHito,
inbTpYBaNU i KOHLEHTPYBaNK ofepxytoun macno (2,1r). MB 195,60; MC (m/e) 195/197 (M™).

Cnonyky onucaHy B NMPUTOTYBAHHI 134 ogepxyBanu BignoBigHo Ao metoaukn onucanin B MPUTOTYBAHHI 133
3aMiHIOYM METUNOBUI ecTep 3-xrop-4-LiaHoBeH30MHOT KUCMOTK BigMNOBigHUM ecTepoM. Yac npoBeneHHs peakuil
nexae y Mexax Big 1 8o 24 roguH.

MPUTOTYBAHHA 134

2-Xnop-4-(1-rigpokcn-1-MeTnneTnn)oeH3oHITPUN

MB 195,60; MC (m/e) 195/197 (M™).

MPUTOTYBAHHA 135

MeTunoBuit ectep 2-xnop-4-UiaHoGeH30MHOT KUCIOTH

PosunH meTtunosuii ectep 4-6pom-2-xropbeHszonHoi kucrnotn (3,1rpam, 12,0mMonb), Zn(CN), (0,875rpam,
7,0mmonb) | Pd(PPhg), (0,555rpam, 48,0mmonk) B gumetundopmamigi (30mn) Harpisanu npu Temnepatypi 90°C Ha
npoTsa3i Houi. PeakuinHy cymiw Bumnmeanyu B 200Mn Hacu4eHOro pos3uMHy rigpokapboHaTy HaTpito i ekcTparysanu
pieTunoBum edipom. OO'efHaHi eKCTpaKTM MpoMUBaNM BOOOK | HacMYeHMM BOOHWM PO3YMHOM XJIOpMAY HaTpito,
cywunu Hag cynbdatoM MarHito, inbTpyBanu i KOHUEHTpyBanuM OOepXylo4uuM Macrno, fike ouuani 3a AoNoMOrow
dnew-xpomarorpadii Ha cunikaresi, BAKOPUCTOBYIOUN B AKOCTI entoeHTy cymiw 20% eTunaueTtaT/rekcaH, ogepyoun
6iny TBepay pevoBUHy (2,1r). MB 195,61; MC (m/e) 195/197 (M™).

Cnonyky onucaHy B NMPUTOTYBAHHI 136 ogepxyBanu BignoBigHo Ao metoauku onucanin B MPUTOTYBAHHI 135
3aMiHIO4N METWMOBUIA ecTtep 4-6pom-2-x11opOeH30MHOT KNUCROTH BiANOBIgHUM MeTUITOBUM ecrtep
3-xrop-4-TpUdpTOpMETaHCYNBMOHINOKCUOEH3OMHOT KUCNoTU. Yac npoBedeHHs peakuii nexas y Mexax Big 1 go 24
roguvH.

MPUTOTYBAHHA 136

4-TpudpTopauetunbeHsoHitpun MB 199,13; MC (m/e) 199 (M™).

MPUTOTYBAHHA 137

(8)-(+)-TpaHc-1-(4-AMiIHOMEMETUNLMKITOrekCcUn)eTaHor

OpepxkyBanu 3a MeTOOMKOK NomibHin go Toi, wo onucaHo B MPUTOTYBAHHI 253 3 GeHaunoBoro ectepy
(S)-(+)-(TpaHc-4-(1-nopoKCUeTMN)LMKIOrekCUNMeTnN)KapbamiHOBOT KNCIOTU, SKMIA odepKyBann 3 OEeH3MIOBOro ecTepy
(TpaHc-4-aueTunymknorekcunMmeTun)kapbamiHoBol KNCNoTH BUKOPUCTOBYHOUN MoOHorigpaT
(R)-2-MeTnn-CBS-okcasaboponignH 3a ymoB nogibHux go onvcanux B NPUTOTYBAHHI 254,

MPUTOTYBAHHA 138

1-(4-AmiHOMeTUNeHIN-2,2,2-TpndpTopeTaHon

[o posunHy 4-TpudbtopauetundeHsoHitpuny (0,840rpam, 4,49vmMonb) B TeTparigpodpypani (20mMn) no kpannam
pogasanu 1,0M nitinanomorigpug (15mn, 14,8MMonb), cymil nepemiwysanu npu temnepatypi 0°C npotarom 10
XBWIIMH | NOTIM CyMill KMN'ATUNK i3 3BOPOTHIM XonoauneHukom npotsarom 30 xBunuH. Cymiw oxonogkyeanu go 0°C,
racvnn 10mMn MeTaHony, Aogaryn Woro no Kpannsm i possogunun xropodopmom (300mn). Cymiw npoMmuBann Bogoto,
cywunu Hap cyrnbcaTom marHito, dinsTpyBanu i KOHUEHTPYBanu, ogepXylodn Macro, fKke o4ullanu 3a AoNoMOror
dnew-xpomarorpadii Ha cunikareni, BUKOPUCTOBYIOUM B AKOCTI enioeHTy cymiwl 5% meTaHon/meTuneHxnopug,
ofepxyroun TBepay cnonyky (0,350r). MB 205,20; MC (m/e) 205 (M*).

Cnonyky onucaHy B NMPUTOTYBAHHI 139 ogepxyBanu BignoBigHo Ao metoaukn onucanin B MPUTOTYBAHHI 138
3amiHtoun 4-TpudpTopaueTnnbeH3oHITpUn BignoBigHMM HiTpunom. Yac npoBegeHHs peakuii nexas y mexax Big 30
XBUMWH 00 24 roguH.

MPUTOTYBAHHA 139

7-AmiHomeTunxpoman-4-on MB 179,24; MC (w/e) 179 (M™).

MPUTOTYBAHHA 140

4-OKcoxpomaH-7-kapBoHiTpun

Po34unH 4-okcoxpomaH-7-inoBuii ectep TpudTopMeTaHcynbgoHoBoi kucrnotn (2,0rpam, 6,80mmonb), Zn(CN),
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(0,476rpam, 4,1mmonb) | Pd(PPh3)4 (0,314rpam, 0,27Mmornb) B gumetundopmamigi (20mn) HarpiBanu go temnepatypum
80°C i nigTpumyBanu i npoTarom Houi. PeakuiiHy cymiw Bunmeanu B 200 mn 1/1 HacuyeHoro NaHCO s/Bopa i
eKkcTparyBanu gietunosum edipom. O6'egHaHi eKCTpakT NpoMMBani BOAOK i HACUYEHUM BOAHUM PO3YMHOM Xropuay
HaTpito, Cywmnu Hap cynbdaTtoM MarHilo, inbTpyBanv i KOHUEHTpYBanu, OAepXylouu Macno, fKe ouuwiany 3a
gonomoroto dnell-xpomartorpadii Ha cunikareni, BUKOPUCTOBYIOUN B AKOCTi entoeHTy cymiw 30% eTunauerar/rekcaH,
oflepxytoun Teepay peqosuHy (1,02r). MB 173,20, MC (m/e) 173 (M™).

Cnonyky onucaHy B NMPUTOTYBAHHI 141 ogepxyBanu BignoBigHo o metoauku onucanin B MPUTOTYBAHHI 140
3aMiHIOYM  4-OKCOXPOMaH-7-iNoBMIA  ecTep TpUTOPMETaH-CyNIbPOHOBOI KUCMOTKU BigNOBIgHUM Tpudnatom. Yac
npoBeneHHs peakuii nexas y mexax Big 30 XBUNWH 0 24 roguH.

MPUTOTYBAHHA 141

MeTunoBui ectep 3-xnop-4-UiaHoGEH30NHOT KUCIOTH

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

MPUTOTYBAHHA 142

4-(1-MNapoKenUMKNoByTNN)GEH3OHITPUN

0o posunHy 4-6pomOeHsoHiTpuny (2,0rpam, 10,99Mmonb) B TeTparigpodypaHi (30mn) npu Temnepartypi -100°C no
kpannam gogasanu 2,5M H-Buli (4,8mn) i cymiw nepemiwyBanu npu -100°C Ha npotasi 15 xBunuH. Mo kpannsam
popaeanu uuknobyTtaHoH (0,965rpam, 13,19MmMonb) i cymil nepemilyBany Ha npoTasi 10 XxBUnuH i NoTiM Harpisanu go
KiMHaTHOI Temnepatypu 1 roguHy. Cymiw Bunueanu B 200mMn Bogun i ekctparyBanu gietunosum edpipom. O6'egHaHi
€eKCTpaKTU MPOMUBANM BOAOK i HAaCMYEHUM BOOHUM PO3YMHOM XJIopuAay HaTpilo, Cylwunu Hag cynbgatomM MarHito,
dinbTpyBanu i KOHUEHTPYBanu, ogepXyyn Macro, ske oduwani 3a gonomoror dnelu-xpomartorpadii Ha cunikareni,
BUKOPUCTOBYIOYM B SAKOCTI entoeHTy cymil 40% eTunaueTtaT/ rekcaH, ogepxytodun ducre macno (1,5r). MB 173,23; MC
(m/e) 173 (M™).

MPUTOTYBAHHA 143

4-(1-Mapokcnunpon-2-iHin)6eH3oHITpun

[o posunHy 4-chopminbensoHitpuny (1,5rpam, 10,0mmMonb) B TeTparigpodpypaHi (20mn) npu Temnepatypi -78°C no
Kpannam gogasanu 0,5M eTiHinmarHinbpomig (26mn, 13,0MMonb). Cymiw nepemiwyBanu npu Temnepatypi -78°C
npoTsirom 30 XBUIWH i NOTIM HarpiBann 4O KIMHATHOI TemnepaTypu ofHy roauHy. PeakuiiHy cymill oxonomxysanu o
0°C, racunu 10mMn wmeTaHony, sunusanu B 200Mn BOAM, NiQKMCrIOBany LWABMEBOK KUCMOTOK | eKkcTparyBanu
pieTunosum edpipoM. OB'egHaHi eKcTpakTh MpOMMBaNM BOAOK | HACMYEHWM BOAHWMM PO3YMHOM XJIOpUAY HaTpilo,
CYLUMNU Hapg cynbcaToM MarHito, inbTpyBanu i KOHLUEHTpYBanu OAepXylouM Macro, ke ouuwiany 3a AOMNOMOrow
dnew-xpomarorpadii Ha cunikaresi, BUKOPUCTOBYIOHYN B AKOCTI entoeHTy cymiw 30% eTunaueTtaT/rekcaH, ogepyoun
TBEpay pevosuHy (1,6r). MB 157,18; MC (m/e) 157 (M™).

MPUFOTYBAHHA 144

MeTunoBuit ectep 3-xnop-4-TpupTopMeETaHCYNbDOHINOKCUBEH3OMHOT KUCIOTH

[o posunHy meTunoBoro ectepy 3-xrop-4-rigpokcnbeHsorHoi kucrnotu (15,0rpam, 80,0MMonb), TpUeTMnamiHy
(20,2rpam, 200mmonk) i DMAP (1,0rpam, 8,0mmonk) B mMeTuneHxnopugi (200mn) npu temnepatypi 0°C no kpannam
popasanu Tpudnik adrigpug (17mn, 100,0mmonk). Cymiw HarpiBanu fo KiMHaTHOI TemnepaTtypu i nepemiwysanu Ha
NpoTA3i HOTUPLOX roAWH. MoTiM ogepxaHy cymill po3BogunvM MeTuneHxrnopuaom (600mMn), npoMMBany Bogo, CyLINN
Hag cynbdatoMm MarHio, GiNbTpyBanu i KOHUEHTPYBanu OAepXylouM Macrio, fKe ouvlanu 3a [OMNOMOrow
dnew-xpomarorpadii Ha cunikaresi, BAKOPUCTOBYIOHYN B AKOCTI entoeHTy cymiw 20% eTunaueTtaT/rekcaH, ogepyoun
macro (20,9r). MB 322,05; MC (m/e) 322 (M™).

MPUFOTYBAHHA 145

4-(1-A3eTeqnHin)6eH30HITpUN

Cymiw 6,341 (52,5mMmonb) 4-pTopbeH3oHiTpury, 3,00r (562,5mMmonb) asetuanHy, 7,26r (52,5mmonk) KoCOg, i 50Mn
MeTuncynedokenay Harpisanu npu temnepatypu 60°C npotarom 16 roguH. OxonogyxeHy cymiw possogunu 200mn
Bogun i ekctparyBann EtOAc (2x150mn). O6'egHaHi opraHivHi ekcTpaktu npomuBanu Bogoto (1x150mn), HacuydeHum
BOOHUM pO34MHOM xnopuay Hatpito (1x150mn), cywmnu (Nay,SOy4) | KoHUeHTpyBanu nig Bakyymom, ogepxytodn 5,65r
6inoi TBepaoi pevoBMHU. Micnsa po3TMpaHHa 3 rekcaHoM ofepxyBanu 3,85r (Buxin 56%) Bka3aHOI B 3aronoBKy Crosyku
y Burmnsgi 6inoi Teepaoi pevoBmHK, Tnn. 98-99°C.

"H AMP (CDCl3) § 2,39-2,45 (2H, m), 3,96 4 H, n,J =7 Tu), 632 2H, o, J =9y, 741 2H, a, J =9
ry), AMPI MC (m/e) 159 (M*+1).

Cnonykn onucaHi B TMPUTOTYBAHHAX 146-151 opepxyBanu BignoBigHO OO0 MeETOOMKM OMNUCaHin B
MPUTOTYBAHHI 145 3amiHioloun aseTvamH BignoBigHUM amiHoM. TemnepaTtypa NpoBefeHHs peakuii nexxana y mexax
90-115°C. Ons ogepxxaHHs amiHiB BukopuctoByBanuce NPUTOTYBAHHA 54a i 54f, gusitbea: Rosenberg, C. H. et al. J.
Med. Chem.. 1993, 36, 460 anpg Goldberg, S.D.; J. Am. Chem. Soc. 1939, 61, 3526, BignosigHo. Temnepatypa
npoBeneHHst peakuii nexana y mexax 90-115°C. MaccnekTpu BuMiptoBanu 3a gonomoroto AMP| metoga.

MPUTOTYBAHHA 146

4-(3-MNpopokcn-azeTnamnH-1-in)6eH3oHITpUn

Tnn. 75-78°C; 'H AMP (CDCl3): § 2,37 (1H, @, J = 7 T'u), 4,04 (4H, ABX, Jag = 8 Ty, Jax = 7 Ty, Jgx = 4 W),
4,77-4,88 (1H, m), 6,36 (2H, o,  =81Tw), 7,41 (2H, g, J = 8 I'y); MC (m/e) 175 (MM).

MPUTOTYBAHHA 147

4-MiponignH-1 -iNGeH30HITpUN

Tnn. 75-76°C; 'H AAMP (CDCls): § 2,01.-2,04 (4H, m), 3,29-3,33 (4H, m), 6,49 (2H, A, J = 8 I'y), 7,43 (2H,
A, J = 8ru); MC (m/e) 173(M*+1).
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MPUTOTYBAHHA 148

4-MNinepnanH-1-inGeH30HITpUN

H AMP (COCl5): § 1,63-1,69 (6H, m), 3,29-3,33 (4H, m), 6,83 (2H, 1, J =9Tw), 7,44 (2H, o, J = 9 'y).

MPUTOTYBAHHA 149

4-MopdoniH-4-inGeH3oHiTpun

Tnn. 81-82°C; 'H AMP (CDCl3): § 3,25-3,27 (4H, ™), 3,82-3,85 (4H, m), 6,85 (2H, A, J = 9 Twu), 7,49 (2H,
A, J = 9Tu); MC (m/e) 189 (M*+1).

MPUTOTYBAHHA 150

4-(1,4-iokca-8-a3acnipo[4,5]ner-8-in)6eH3oHiTpun

Tnn. 133-134°C; EnemeHTHuiA aHania pospaxoBaHo ans C 14H1gN2O5: C, 68,83; H, 6,60; N, 11,47. 3HaiigeHo:
C, 69,21; H, 6,64; N, 11,61.

MPUTOTYBAHHA 151

4-[(2-Tippokcn-2-MmeTunnponin)MeTrnamiHo]J6eH3oHITpun

'H AMP (COCl3): s 1,27 (6H, ¢), 1,56 (1H, c), 3,09 (3H, ¢), 3,39 (2H, ¢), 6,79 (2H, @, J = 9 T'u), 7,44
(2H, B, J = 9 Ty); MC (m/e) 205 (M*+1).

MPUFOTYBAHHA 152

1-[4-(AMiHOMeTHN)CpeHin|aseTnamH

[o poaunHy 2,00r (12,6mmonb) cnonykm onucadii B NMPUTOTYBAHHI 145 B 50mn TeTparigpodypaHy nopuismm
pogasanu 479mr (12,6mmonb) niTinantomorigpuay. Konv goaasaHHA 3akiHdyBanu CyMmill nepemillysanu npotarom 4
roguH npu KiMHaTHIn Temnepatypi. Cymiw racunu, obepexHo gopatoudn 2 Mn Bogu, 2 Mn BogHoro 15% posunHy
rigpokcugy Hatpito i 6mn Bogu. Ocap, WO yTBOPOBAaBCHA BiOdinsnu inbTpyBaHHAM i gobpe npomusanu
TeTparigpodpypaHoM. PinbTpaTt CyWUNn Hag cynbgatoM HaTpilo i pO3YMHHMK BigraHANM nig BakyyMoOM, OAEepXylouu
XOBTY TBEpAYy PeqoBMHY, AKY ouuliany 3a gonomorow dnell-xpomartorpadii, BUKOPUCTOBYIOUM B AKOCTI E€reHTy
cnoyatky EtOAc, a noTim cymiw posdmHHUKIB 76:20:4 CHCIl3:MeOH:KoHUeHTpoBaHUA BoAHWIA po3unH IMH3, ogepxytoumn
1,22 r maiixe TBepgoi pedoBMHU. PosTupatoun Ti 3 rekcaHom ogepxkyBanu 815 mr (Buxin 40%) BkasaHOi B 3aronoBky
cnonykun, y BUrNaQi oBToi TBepaol pedoBuHM, Tnn. 58-60°C. H ampP (COCl3): & 1,60 (2H, ¢), 2,29-2,37 (2H, ™),
3,73(2H,¢),3,83(@4H,1,J=7Tu),642(2H,8,J=8Tw),7,13(2H, g, Y=84).

Cnonykn onucaHi B TMPUTOTYBAHHAX 153-158 opepxyBanu BignoBigHO OO0 METOOAMKM ONUCaHih B
MPUTOTYBAHHI 55 saminotoun cnonyky MPUTOTYBAHHA 145 signosigHum cybecTpaTom. MaccnekTpu BUMiptoBanu
BukopucToBytoun AMPI meToa.

MPUTOTYBAHHA 153

1-(4-AmiHomeTun®eHin)aseTngnH-3-on

"H AMP (CDCl3): & 2,65 (3 H, wc), 3,54-361 (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, n,J=8Twu), 7,09 (2 H, g, J =8Tw); MC (m/e) 162 (M*+2-18 (H,0)).

MPUTOTYBAHHA 154

1-(4-AmiHomeTUNdeHiN)aseTnanH-3-on

Tnn. 108-110°C; 'H AMP (CDCls): & 1,87 (2 H, ¢), 1,96-1,99 (4 H, m), 325 (4 H, T, J = 7 'y), 3,73 (2 H,
c),652(2H,a,J=8Iy),7,15(2H, g, J =8Tu); MC (m/e) 160 (M*+2-18).

MPUTOTYBAHHA 155

4-MNinepnanH-1-inGeHsnnamiu

Tnn. 108-110°C; 'H AMP (CDCl3): § 1,52-1,58 (2 H, m), 1,68-1,72 (4 H, m), 1,80 (2 H, ¢), 3,08-3,12 (4 H,
M), 3,76 (2H,¢),6,89(2H,8,J=9Tw), 7,17 (2H, g, J =9 ).

MPUTOTYBAHHA 156

4-MopdoniH-4-in6eHaunnamin

Tnn. 53-54°C; 'H AMP (CDCl3): & 1,51 (2 H, ¢), 3,11-3,14 (4 H, m), 3,78 (2 H, c), 3,83-3,86 (4 H, m),
6,88(2H,n,J=8Twu),7,22(2H,n,J=8Tw).

MPUTOTYBAHHA 157

4-(1,4-iokca-8-azacnipo[4,5]aek-8-in)6eHannamiy

Tnn. 107-110°C; 'H AMP (CDClz): s 1,81 4 H, T, J = 6 'y), 3,07 (2 H, wc), 3,29 (4 H, T, J = 6 T'y), 3,80
(2H,c),398(4H,c),689@2H,n,J=8Tu),722(2H,n,J=8Tu).

MPUFOTYBAHHA 158

1-[(4-AmiHomeTUNdpeHin)MeTUNaMiHO 1-2-MeTuNponaH-2-on

H AMP (CDCly): & 1,26 (6 H, c), 1,97 (3 H, wc), 2,97 (3 H, ¢), 3,25 (2 H, ¢), 3,78 (2 H, ¢), 680 (2 H,
A, J=9Iu),720(2H, g,J=9Tw).

MPUFOTYBAHHA 159

MeTunoeui ectep 2-(4-pTopdeHoken)-3-nipnanHKapboHOBOI KNCHOTH

Cymiw 20,0r (89,6mmornb) 2-(4-cbTopdpeHoken)-3-nipnanHkapboHoBoi kucrnoTu (cnoci® opgepaHHs AuBITbCA B:
Villani, F. J. et al. J. Med. Chem., 1975, 18,3), 300mn meTaHony i 5,5Mn KOHLEHTPOBaAHOI CipYaHOi KUCHOTK
HarpiBanu i3 3BOPOTHIM XONogMNbHUKOM MpOTAromM 2 roguH. OxonomkeHy cymiw Bunmanu B 500Mn nbogaHoro
HaCcW4YeHOro BOAHOMO PO3YUHY rigpokapOoHaTy HaTpilo | OAepXKaHWi 3anuLIoK BiOAinsanyM ginsTpyBaHHSAM, NPOMUBanu
BOAOLO, CyLIMnM Nifg BakyymMom, odepxytoun 12,9r (Buxig 64%) BkasaHoi B 3aronoBKy cnomnyku, y Burnagi 6inoi teepgoi
pevoBuHK, Tnn. 97-99°C. EnemeHTHMN awHania pospaxoBaHo ana C 13H4oNOsF: C, 63,16; H, 4,08; N, 5,67.
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3HanpgeHo: C, 62,80; H, 4,08; N, 5,50.

MPUTOTYBAHHA 160

2-(4-PTOopcheHoken)-3-NipnaMHMeTaHonN

PosunH 10,00r (40,45mmonb) cnonyku onucaHoi B [PUTOTYBAHHI 56 B 200mMn 6e3BogHoro Tonyony
oxonogxysanu o -78°C i no kpannam gogasanu 84,95 mn (84,95mMmonb) 1M posudnHy giisobyTunamoHinrigpuay B
CH,Cl,. Konn gopaBaHHs 3akiHdyBanu, 0o cymiwi gogasanu 200mn Bogw i notim 200mn EtOAc, Hagani cymiw
HarpiBanu Oo KiMHaTHOI TemnepaTtypu. llicna BCix BKkasaHuxX AiM BogHMIA wap nigkucroeany go pH 4 sogHum 1N
PO34YMHOM XJTOPBOLHEBOI KUCIMOTK, OpraHivHWiA Wwap Bigainanu i o6'egHysann 3 200Mn NOBTOPHO MPOMUTONO BOLHOMO
wapy. OpraHi4HUA eKCTpakT MPOMMBaNM HacK4YeHUM BOAHUM PO3YMHOM rigpokapboHaTy HaTpito, Hacu4eHUM BOOHWUM
PO34YMHOM XJIOpUAY HaTpilo, CyWMW Haf cyrnbdaToMm HaTpito i ynaptoBanu, ogepxytoudn 9,00r (Buxia 90%) BkasaHoi B
3arornoBKy Cnornyku, y BUrRsAi Maitke 6inoi Teepaoi pevosunu, Tnn. 70-72 °C. 'H AMP (CDCly): s 1,59 (1 H, ©),
484 (2H,pn,J=6Tw), 6,99-7,13 (5 H, m), 7,76-7,80 (1 H, m), 8,07 (1 H, ga, J =2,5Tw).

MPUTOTYBAHHA 161

2-(4-PTopchBHOKCH)-3-NipnanHKkapbokcaneaeria

Cymiw 932mr (4,25mmonb) cnonyku onucadin B NMPUTOTYBAHHI 57. 2,00r ( 23,0mMonb) giokeugy mapraHuio i
30mn GeHsony HarpiBanu i3 3BOPOTHIM XONOAUNBHUKOM NpoTAroM 3 roguH, Bioginstodn sogdy. OXONogXKeHy Ccymil
dinbTpyBanu, po3YMHHMK BigraHanNM nig BakyymoM, odepxytouu 6iny TBepdy peqoBMHY i ouuwiany 3a AOMNOMOro
dnew-xpomarorpadii, BUKOPUCTOBYIOUN B AKOCTI entoeHTy cymiw 15% EtOAc-rekcaH, ogepxytoun 735mr (sBuxin 80%),
BKa3aHO| B 3aronoBKy Cronyku, y Burnazi 6inoi Teepaoi pedosunm, Tnn. 61-62°C. 'H AMP (CDCl5): § 7,08-7,21 (5 H,
M), 8,19-8,32 (2 H, m), 10,55 (1 H, c).

MPNTOTYBAHHA 162

T-ByTnnoeun ectep 3-[2-(4-bTopdheHOKCH)-3-TiipMaNHIN]-3-riapoKCMNPONaHOBOK KUCIOTH

Mpn Temnepatypi -78°C go poadnHy 115,3mn (115,3mmonk) 1M niTinGic(TpumeTtuncunin)amigy B TeTparigpodypaHi
no kpannam gopaeanu 15,43mn (13,39rpam, 115,3mMmonb) T-OyTunauetaT. licna 3akiH4eHHs OoOaBaHHS CyMill
nepemiwysanu 15 xBunuH i o6pobnsanm posduHom 9,500r (38,43mmonb) cnonyku onucaHoi NMPUFTOTYBAHHA 56 B
50mn TeTparigppodypaHny. Nicns 3akiHieHHsa gogaBaHHA CyMmill nepemiwysany 15 XBUNKUH i racuny gogaBaHHam 230mn
BogHoro 1N posunHy XxropBofHeBOI KucroTu. [licna HarpiBaHHs [0 KiMHATHOI TemnepaTtypu OpraHidHuin Lwap
ekcTparyBanu gietunosum edpipom (2x500mn) i ob'egHaHi OpraHivHi eKCTpakTh NPOMUBANN HacCUYEHUM BOOHUM
po34MHOM rigpokapGoHaty Hatpito (1x100Mn), HaCMYEHNM BOOHUM PO3YMHOM Xxnopuay Hatpito (1x200mMn), cywmnu Hag,
cynbchaToM HaTpIilo | PO3YMHHUK BiAraHsanuM nig Bakyymom ofdepxytoun 13,8r 6nigo-xoeToro macna. OgepxkaHe macro
ovvLWany 3a JonoMorow drell-xpomatorpadii BUKOPUCTOBYIOYM B SKOCTI entoeHTy cymiw 15 go 85% edip-rekcaH,
ogepxytoun 11,71 maiixxe TBepaol peqoBUHM, SKY PO3TUpanv 3 rekcaHoM, odepxytoun 6,124r (Buxin 48%) BkasaHoi B
3arornoBKy Cronyku, y BUrMsAi 6inoi Teepaoi pedosuHn, Tnn. 87-89°C. 'H AMP (CDCls): § 1,54 (9 H, ¢), 6,12 (1 H,
c), 7,01-716 (5 H, m), 814 (1 H, ga, J = 2, 5Ty, 830 (1 H, aa, J = 2, 8 Ty, 12,99 (1 H, ¢). AMP cnektp
nokasaB npucyTHicTb <10% keToTayTomepy. [licna CTogHHA Ha NpoTaAsi 12 AHiB, KOHUEHTpoBaHa MaToYHa piguHa
KpucTanisyesanacs. Ii posTpanu a rekcaHoMm ogepKyloun AoaaTkoso 2,211 (suxig 17%) BkasaHoi B 3arofoBKy CroMyKM.

MPUTOTYBAHHA 163

T-ByTunoeun ectep g-[(2-xnopdeHin)meTnn]-2-(4-bTopdeHoKcn)-B-okco-3-NipuanHNponaHoBoOK KUCIOTU

Figpua HaTpilo, ogepxaHuin NpoMUBaHHAM neHTaHoMm (3x5mn) 28,9wvr (0,604mmonk) 50% aucnepcii rigpuay HaTpito
B MiHepanbHOMy Macni, cycnengyBanu B 5 mn TeTparigpodypaHy, oxonogxkyeanu go 0°C i no kpannam gogasanu
po3unH 200mr (0,604mmonb) BkasaHoi B [IPUTOTYBAHHI 59 cnonykm B 5mn  TeTparigpodypany. [licna
nepemillyBaHHa npoTtarom 15 xBunuH go cymiwi gogasanu 0,078mn (124wmr, 0,604mmonbk) 2-xnopbeHannbpomigy i
CyMill HarpiBanu 4O KiMHaTHOI TeMnepaTypu, nepemiwyBanu 4 roguHu, i NOTIM KUN'ATUIKM i3 3BOPOTHIM XONOAUSBHUKOM
Ha npoT4a3i 16 rognH. OxonomkeHy cyMmilw po3ginanu Mk 100mn HacudeHoro BogHoro poadunHy NH 4Cl i 200mn EtOAc.
BigaineHnn opraHiyHMin Wap NpoMUBaniM HacMYeHMM BOOHUM PO34MHOM rigpokapboHaTy HaTpito (100mn), HacudeHum
BOOHMM pO34MHOM Xxropuay Hatpito (100mMn), cywmnn Hag cynbdaToM HaTpilo, i PO3YUHHUK BigraHANM nig BakyymMom
ofepxytoun Macno. OpepxaHe Macno ouvuwany 3a SonoMorot dnell-xpomartorpadii BUKOPUCTOBYHOHM B SAAKOCTI
entoeHTy cymiw 60% CH,Cly-rekcaH, ogepxytoun 226mr (Buxig 82%) BKasaHOi B 3arofioBKy CMONyKW Yy BUMNAAI
macna. 'H AMP (CDCl3): § 1,54 (9 H, ¢), 3,32-352 (2 H, m), 509 (1 H", an, J = 7, 8 T'w), 7,02-7,30 (9 H,
M), 8,05 (1 H,aa8,J=2,8Tu), 8,22 (1H,aa,Jd =2,5y). AMP cnekTp nokasas HaaBHICTb <10% eHOmNbHOro TayToMepy.

Cnonykn onucaHi B TMPUTOTYBAHHAX 164-168 opepxyBanu BignoBigHO OO0 METOOMKM OMNUCaHii B
MPUTOTYBAHHI 163 3amiHiotoumn 2-xnopbeHannbpomin signosigHum GeHaunranoigom. Y sunagky NMPUTOTYBAHb
165-168 ogunH ekBiBaneHT Kl HeranHo gogaBaBca nicna aodaBaHHA OeHaunranoigy. Bei ogepikani cnonyku mani Burnag,
macna. MaccnekTpu BUMiptoBanu 3a 4OMOMOIO TepMocnper MeToay.

MPUTOTYBAHHA 164

TpeT-6yTunosun ectep 2-(4-dO1opbeHann)-3-[2-(4-pTopdeHoken)nipuanH-3-in]-3-okconponioHoBOI KMCOTK

MC (m/e)440 (M*+1); 'H AMP (CDCl3): s 127 (9 H, ¢), 3,17-3,44 (2 H, m), 480 (1 H, gn, J= 7, 8 Tw),
6,85-7,30 (9 H, m), 8,08 (1 H, aa, J= 2, 8 Tu), 8,23-8,25 (1 H, m).

MPUTOTYBAHHA 165

TpeT-6yTUnoBui ecTtep 3-[2-(4-pTOpdheHoKken)-nipnanH-3-in]-3-okco-2-(4-TpUhTOPMETUNGEHINIT)NPONIOHOBOT
KMCroTK

MC (m/e) 490 (M*+1); "H AMP (CDCls): & 1,24 (9 H, ¢), 3,36 (2 H, ABX, Jag = 14 'y, 'Jax = 7 Ty, Jgx = 8 Tw),
483 (1H,pna,J=7,8Tu), 6,99-7,50 (9 H, m), 8,02-8,22 (2 H, m).

MPUTOTYBAHHA 166
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TpeT-6yTnnosun  ectep  3-[2-(4-pTopdpeHokem)-nipnanH-3-in]-3-okco-2-(4-TprhTopMETOKCUBEH3NM)NPONIOHOBOT
KMCIoTK

MC (m/e) 506 (M*+1); "H SAMP (CDCl3): 8 1,25 (9 H, ¢), 3,32-346 (2 H, m), 482 (1 H, T, J = 7 'y,
7,03-7,28(9H, m),809(1H,nn,J=2,8Tu),824(1H,a8,J=2,5T0).

MPUTOTYBAHHA 167

TpeT-6yTunosuin ectep 2-(3,5-ancpTopbensnn)-342-(4-dbTopdeHokcn)-nipnanH-3-in1-3-okconponioHoBoT KMCNOTK

MC (m/e) 458(M*+1); "H AMP (CDCls): 5 1,25 (9 H, ¢), 3,28 (2 H, ABX, Jag= 14Ty, Jax=7 'y, Jgx = 8 'w), 4,79
(1H,pp,J=7,8Tu), 6,55-7,18 (8 H, m), 8,09 (1 H, gn, J=2,8Tu),823 (1 H,na, J=2,4 ).

MPUTOTYBAHHA 168

TpeT-6yTunosuin ectep 3-[2-(4-pTopdeHoken)-nipnanH-3-in1-3-okco-2-(2,4,6-TpncTopOeH3nn)NponioHoBOI KUCOTH

MC (w/e) 476(M*+1); "H AMP (CDCl3): § 1,22 (9 H, ¢), 3,22-3,35 (2 H, m), 4,82 (1 H, J = 8 Ty), 6,56 (2
H, T,J=CTlu), 702712 (5H, m), 811 (1H, aa,J =2,8Tu), 822 (1H,ag, J=2,5Tu).

MPUTOTYBAHHA 169

4-(1-MNpgpoken-1-meTunetmn)beH3onnponaHoBa KucroTa

Cymiw 12,611 (224,7mmonb) KOH, 73mn Bogwn i 425mn etaHony o6'egHysanu 3 15,00r (68,10MMonb) eTMNOBOro
ectepy 3-[4-(1-okcoeTun)dpeHin]nponaHoBoi kucnotTu (ogepxaHHa aueiTeca B: Marechal, E.; Quere, J.-P. Bull.
Chem. Soc. Fr., 1971, 2227), i ogepaHy cyMill nepemillyBanu npu KiMHaTHIA Temnepatypi npotaroM 2 roaunH. Cymil
KOHLEHTpYyBanu i 3anuwok posdymHanu B 100mn Bogum, cymiw oxonomkysanu Ao 0°C, KOHUEHTpPOBaHUM BOAHWUM
PO34MHOM XropBogHeBoi kucroTu. Ocag GinbTpyBanu i nepekpuctaniayBanu 3 CyMilli MeTaHoN-BoAa, OAepXKykoun
10,11r (Buxigp 77%) 3-[4-(1-okcoeTun)dpeHinlnponaHoBoi kucnotu, y Burnagi 6inoi TBepgoi pedoBuHM, Tnn.
118-119°C. EnemeHTHMIA aHanis pospaxoBaHo anst Cq4H5,03: C, 68,52; H, 6,06. 3HangeHo: C, 68,74; H, 6,29.

Posunn 5,000r (26,01Mmmonb) BkasaHoi Bulle kucrnoTu B 500mn TeTparigpodypaHy oxonomxysanu ao -17°C i no
Kpannam gopasanu 21,67mn (65,03mmonb) 3M posdnHy MeTunmarHiiioguay B edpipi. JogaTtkosi nopuii peaktnBy
puH'apy gogaeanu Tpboma nopuismu, 5, 5 i 10mMn, BioNoBiAHO, NPOTArOM AEKINbKOX FOAWMH, NPOXOMKEHHS peakuii
KOHTpontoBanu 3a gonomoroto AMP. Cymiw oxonogxkysanu go -30°C, racunu gogaBaHHaM 200Mmn HacMYeHoro BOAHOro
po3unHy NH4CI i HarpiBanu go kiMHaTHOI TemnepaTypu. BogHun wap nigkucnoBanu go pH 1 BogHum 1N po3dvMHOM
XIIOpBOLHEBOT KMCMOTU | opraHivyHuni wap ekctparyBanu EtOAc (2x200mn). O6'eqHaHi opraHivHi eKcTpakTi npomMuBanmi
Hacu4YeHMM BOOHUM PO34MHOM Xnopugy HaTpito (3x500mn), cylwimnm Hag cynbdatoM HaTpito | pO34YMHHUK BigraHanm nig
BaKyymMoM, odepxytoun 5,62r xoBToi TBepaoi pedoBuHU. OpepxaHy peyvYoBUHY MepeKkpucTanisoByBanuM 3 CyMmili
rekcaH-EtOAc, omepxytoun 2,20r (Buxio 40%) BKasaHOi B 3arofioBKy Cronyku, y Burmagi 6nigo-xoBToi TBephoi
peyoBuHK, Tnn. 92-94°C. 'H AMP (OMCO-d®) § 1,36 (6 H, ¢), 247 2 H, T, J =7 Tuw, 274 2 H, T, J=7
My), 4,90 (1 H, ¢), 7,21 (4 H, AB kBapteT, J =7 T1), 12,09 (1 H, c).

MPUFOTYBAHHA 170

N-MeTtokcun-N-meTun-4-propbeHsonnponaHamig,

CycneHsito  10,00r (59,46mmonb)  3-(4-cbTopdbeHin)nponioHoBoi  kucnotu, 12,54r (65,41mmonb)  rigpoxnopugy
1-eTun-3-(3-gumeTnnamiHonponin)kapbogiimiay, 6,381r (65,41mmonb) rigpoxnopuay N,O-gumeTunrigpokcunamivy B
300mn of CH,Cl, oxonogxysanu go 0°C i obpobnsanu 18,23mn (13,23rpam, 130,8Mmonb) TpuetunamiHy. Cymiwl
nepemilyBany npoTarom 16 rogMH 3 MOBIMbHUM HarpiBaHHAM OO KiMHaTHOI Temnepatypu. CyMill KOHLEHTpyBanu i
3anuwok posginanu mixk 300mn EtOAc i 200mn BogHoro 1N po34nHy XIOpBOOHEBOI KUCMOTK. BigaineHunii opraHivHui
eKcTpakT npomuBanu BogHUM 1N posdnHoMm xnopsogHeBoi kucrotu (1x100mn), HacMyYeHUM BOAHWM PO3YUHOM
rigpokapboHaTty Hatpito (2x200Mn), HacMYeHUM BOOHWM PO3YMHOM Xropugy Hatpito (1x100mn), cywwmnu Hag
cynbcaTom HaTpilo | PO3YMHHUK BigraHanu nig Bakyymom, ogepxytodun 9,56r (Buxig 76%) BKasaHOi B 3arorioBKy
cnonyku, Wo Mana Burnag macna. H amp (CDCl3): 62,70 (2 H, T,J=8Tw), 291 2H,T,J=8Tu), 315 @3
H, ¢), 3,59 (3 H, c), 6,92-6,97 (2 H, m), 7,15-7,19 (2 H, m); APCIMC(m/€)212(M*+1).

Cnonykn onucaHi B TPUTOTYBAHHAX 171-180 opepxyBanu BignoBigHO OO0 MeTOOAMKM OMNUCaHii B
MPUTOTYBAHHI 170 3amiHtotoun  3-(4-pTopdpeHin)nponioHoBY KUCNOTY BIignoBigHOK KapGOHOBYO  KUCHOTOLO.
KapGoHoBa kucnota, Wo BukopuctoByBanace B NMPUTOTYBAHHI 174 6yna cnonykoto NMPUTOTYBAHHA 163, y BCix
iHWKX BMNagkax kapboOHOBI KMCIOTK ofepXyBanunch 3 KoMepLinHuX gxxepen. MaccnekTpy BUMiptoBanu 3a SOMNOMOro
meTogy APCI.

MPUTOTYBAHHA 171

N-MeTokcun-N-meTun-3-PerinnponioHamig,

EnemeHTHMIA aHanis pospaxosaHo ans CiiHisNO,: C, 68,37; H, 7,82: N, 7,25. 3nangeHo: C, 68,65; H, 8,11; N, 7,18.

MPUTOTYBAHHA 172

N-MeTokcu-2,N-gumeTtun-3-SeninnponioHamig,

H AMP (CDCl3): § 1,16 (3 H, A, J = 7 Tw), 2,83-3,28 (2 H, ABX, Jag= 13 Ty, Jy= 7 'y, Jgx = 8 Iy), 3,08-3,18 (1
H, m), 3,14 (3 H, ¢), 3,48 (3 H, ¢), 7,15-7,32 (5 H, m); MC (m/e) 208 (M*+1).

MPUFOTYBAHHA 173

N-MeTtokcu-N-meTtun-3-dOeninbytupamin

"H AMP (CDCls): & 1,31 (3 H, @, J= 7 Tw), 2,59-2,78 (2 H, m), 3,14 (3 H, c), 3,32-3,44 (1 H, m), 3,58 (3
H, ¢), 7,14-7,32 (5 H, m); MC (m/e) 208 (M*+1).

MPUTOTYBAHHA 174

3-[4-(1-Tigpoken-1-metunetun)deHrin]-N-metoken-N-metTunnponioHamig

'H AMP (CDCl3): § 1,56 (6 H, ¢), 1,71 (1 H, ¢), 272 2 H, T, J =8 Tw), 293 2 H, T, J = 8 Ty, 3,17
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(3H,c), 3,60 (3H,c), 7,30 (4 H, AB keapTeT, J = 8 'y); MC (m/e) 234 (M*+1-18 (H,0)).

MPUTOTYBAHHA 175

N-MeTokcun-N-meTun-2-ceHinayetamis

H AMP (CDCl5): 5 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-MeTokcun-N-meTun-2-cheHokcmaleTamig

H AMP (CDCl3): § 3,22 (3 H, ¢), 3,74 (3 H, ¢), 4,79 (2 H, ¢), 6,92-6,97 (3 H, M), 7,24-7,29 (2 H, m); MC (m/e) 196
(M*41),

MPUTOTYBAHHA 177

N-MeTokcun-N-meTun-3-cpeHinakpmnamig

Tnn. 40-42°C; '"H AMP (CDCl3): & 3,30 (3 H, ¢), 3,76 (3 H, ¢), 7,02 (1 H, A, J = 16 T'y), 7,34-7,39 (3 H,
M), 7,55-7,57 (2 H, M), 7,72 (1 H, A, J = 16 u); MC (m/e) 192 (M*+1).

MPUTOTYBAHHA 178

MeTokcumeTunamig 6eH3odypaH-3-kap6oHOBOI KMCIOTU

H AMP (CDCl3): 5 3,41 (3 H, ¢), 3,82 (3 H, ¢), 7,24-743 (2 H, m), 7,50 (1 H, ¢), 7,59 (1 H, an, J = 1,
8w, 7,66 (1 H, aa, J =1, 8y); MC (m/e) 206 (M*+1).

MPUTOTYBAHHA 179

MeTtokcumetunamig 1H-iHgon-3-kap6oHOBOI KMCNOTK

Tnn. 136-137°C; EnemeHTHui aHania pospaxoBaHo ans C 14H4oNoO5; C, 64,69; H, 5,94; N, 13,72. 3HaiigeHo:
C, 64,97; H, 5,81; N, 13,65.

MPUTOTYBAHHA 180

2-(2-XnopdeHokcn)-N-metoken-N-meTunavetamin

"H AMP (CDCls): & 3,21 (3 H, ¢), 3,74 (3 H, ¢), 488 (2 H, c), 689693 (2 H, M), 7,15-7,19(1 H, m),
7,34-7,36 (1 H, m).

MPUTOTYBAHHA 181

1-[2-®TOpP-3-nipnanHin]-3-(4-dtopdeHin)-1-nponaHoH

PoauuH 5,90mn (4,56rpam, 45,0mmonb) giisonponinamiHy B 20mMn TeTparigpodypaHy oxornogxysanu go -78°C i no
Kpannam gogasanu 18,0mn (45,0mmonb) 2,5M po3unHy H-OyTunniTito B rekcaHi. Konv gogaBaHHs 3aBepluyBarnv cyMill
nepemiwyBanu npotarom 0,5 rognH npu Temnepatypi -78°C i no kpannam gogasanu 3,88mn (4,37rpam, 45,0mMmonb)
cBiKeneperHaHoro 2-cotopnipuaunHy. [licns NOBHOrO 3aBeplUeHHs [04aBaHHA, ofepXaHy >KOBTY CyCNeHsitlo
nepemiwyBanu Ha npotasi 0,5 roguH npu Temnepatypi -78°C. o cycneHsii no kpannam gogasanu po3dnH 9,51r (
45,0mmonb) cnonykn MPUFOTYBAHHA 62 B 200mn TeTparigpodypaHy. Cymiw nepemiwysanu npotsarom 16 roguH
NOBINbHO HarpiBatoun i 4o KiMHATHO!T TemMnepaTypu, BUKOPUCTOBYOYM BaHio, Wo MicTuna nig/ayetoH. Cymiw racunu
ponaBaHHAM 50mn BogHoro 1N po3uMHY XNOPBOOHEBOI KWUCMOTW, | TeTparigpodpypaH Buaansanu napuiarnbHUM
BUNapoBYyBaHHAM. 3anuwok po3ginanu mik EtOAc (300mn) i BogHum 1N posvmHoM xropBogHeBol kucroTtu (100mn).
BigaineHnn opraHiyHMin wap npomuanu BogHUM 1N po3dmMHOM xropBogHeBoi kucnotu (100mn), Hacu4eHuM BOLHUM
po3dnHOM rigpokapGoHaty Hatpito (100Mr), HacUYEHUM BOOHUM PO34YMHOM Xropuzy Hatpito (100mn), cywunnu Hag
cynbaToM HaTpilo i PO3YUHHMK BigraHanM nig Bakyymom, ogepxytoum 12,6r xoBToro macrna. OgepxaHe macro
ovvWwanu 3a gonomorol dnell-xpomartorpadil BUKOPUCTOBYIOYM B AKOCTI enoeHTy cymiw 25% EtOAc-rekcaH,
ogepXyto4mn 7,111 xoBTOro Macrna, Lo OTBepAirio Npu CTosiHHI. PoaTupatloym noro 3 rekcaH ogepxyeanu 6,87r (Buxig
62%) BKa3aHO| B 3arorioBKy CrorykW, Y BUFNsAi CBITNO-oBTO! TBEpAoi pedosnHn, Tnn. 73-74°C. H AMP (CDCl3): §
302(2H,T,Jd=7Twu), 3,29-3,36 (2 H, m), 6,91-6,99 (2 H, m), 7,17-7,33 (3 H, m), 8,29-8,38 (2 H, m); APCIMC(m/e)248(M
+1).

Cnonykn onucaHi B TPUTOTYBAHHAX 182-190 opepxyBanu BigNoBigHO OO0 MeTOOAMKM OMNUCaHii B
MPUTOTYBAHHI 191 3amiHooun  N-meTokcu-N-metunamig abo noxiogHe ecTepy BignoBiOgHOK  CMONyKOH
MPUFOTYBAHHA 170. Y Bunagky NMPUTOTYBAHb 185 i 191 popaBanv OQWH eKBiBaneHT CBiXKenpuUroToBrieHOro
2-cbTop-3-NiTinnipnanHy. MpoaykTn oYuan B OCHOBHOMY 3a OOMOMOIMOK po3TUMpaHHsA i/abo dnel-xpomatorpadii.
MaccnekTpu BuMiptoBanu 3a gonomoroto metogy APCI.

MPNTOTYBAHHA 182

1-(2-OT1opnipngunH-3-in )-3-deHinnponax-1-oH

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

MPUTOTYBAHHA 183

1-(2-PTopnipnaunH-3-in)-2-meTnn-3-deHinnponax-1 -oH

H AMP (CDCl3): § 1,18 (3 H, n, J= 7 T'y), 2,88 (2 H, ABX, Jag= 14 T, Jy= 6 Ty, Jgx= 8 L), 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

MPUTOTYBAHHA 184

1-(2-dTopnipnamnH-3-in)-3-cdeHinbytaH-1-oH

Tnn. 51-53°C; EnemeHTHUI aHanis 6yno poapaxosaHo ansa C45H44FNO: C, 74,06; H, 6,00; N, 5,76. 3naligeHo:
C, 73,82; H, 5,83; N, 5,90.

MPUTOTYBAHHA 185

1-(2-PTopnipngunH-3-in-3-[4-(1-rigpokcn-1-metuneTun)deninjnponaH-1-oH

'H AMP (CDClg): & 1,56 (6 H, ¢), 3,03 (2 H, T, J = 7 'y, 3,31-3,36 (2 H, m), 7,20-725 (2 H, m),
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7,30-7,34 (1 H, M), 7,40-7,42 (2 H, M), 8,30-8,38 (2 H, m); MC (m/e) 270 (M*+1-18 (H,0)).

NMPUFOTYBAHHA 186

1-(2-®TopnipnamnH-3-in)-2-cdeHineTaHoH

"H AMP (CDCl5): 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-®TopnipnamnH-3-in)-2-peHokcneTaHoH

Tnn. 82-83°C; 'H AMP (CDCl3): s 521 2 H, A, J = 3 Tu), 6,917,001 (3 H, m), 7,27-7,31 (2 H, wm),
7,37-7,40 (1 H, m), 8,41-8,45 (2 H, m); MC (m/e) 232 (M*+1).

MPUTOTYBAHHA 188

2-(2-XnopdpeHokcny 1-(2-dTopnipugunH-3-in)eTaHoH

Tnn. 84-86°C; "H AMP (CDCl3): 6 5,34 (2 H, A, J = 3 Ty), 6,85-7,45 (5 H, m), 8,42-8,50 (2 H, m); MC (M/g) 2686,
268 (M*+1).

MPUTOTYBAHHA 189

1-(2-OTopnipnanH~3-in)-3-cheHinnponeHoH

Tnn. 83-84°C; 'H AMP (CDCly): § 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=15Tu), 8,29-8,31 (1 H, m), 8,38-8,41 (1 H, m).

MPUTOTYBAHHA 190

BeHsodypaH-3-in-(2-dpTopnipngmH-3-in)MeTaHoH

Tnn. 110-111°C; EnemeHTHWI aHania pospaxoBaHo ana C 4HgFNO,: C, 69,71; H, 3,34; N, 5,81. 3HangeHo: C,
69,64; H, 3,36; N, 6,12.

MPUFOTYBAHHA 191

(2-PTopnipugmnH-3-in)-(1H-iHgon-3-in)MmeTaHoH

Tnn. 195-198°C; EnemeHTHMIN aHania pospaxoBaHo ans C 14HgFN,O,: C, 70,00; H, 3,78; N, 11,66. 3HaiigeHo:
C, 69,69; H, 3,60; N, 11,59

MPUTOTYBAHHA 192

1-(2-PTOpPnipnanH-3-in)eTaHoH H amP (CDCl3): 82,67 (3H,a,J=0,5Tw),), 7,30-7,33 (1 H, m), 8,30-8,38 (2 H, m).

MPUTOTYBAHHA 193

1-(2-®TopnipngmnH-3-in)-2-(MeTnndeHinamiHo)eTaHoH

H AMP (CDCl5): & 3,10 (3H, ¢), 472 (2 H, g, J = 3 Tw), 663674 (3 H, m), 7,18-724 (2 H, w),
7,32-7,36 (1 H, m), 8,30-8,42 (2 H, m); MC (M/g) 245 (M*+1),

MPUTOTYBAHHA 194

1-[2-(4-DTOpdheHoKen)-3-nipnanHinleTaHoH

H AMP (CDCl5): § 2,75 (3 H, ¢), 7,07-7,12 (5 H, m), 8,20 (1 H, an, J = 2, 7 Tw), 8,24 (1 H, an, J=2, 5Mwy).

MPUTOTYBAHHA 195

1-[2-(3-MipnanHinoken)-3-nipuanHin]jeTaHoH

"H AMP (CDCl3): & 2,76 (3 H, c), 7,13-7,15 (1 H, m), 7,39 (1 H, an, J = 5, 9 Ty), 7,53-7,56 (1 H, m),
8,22-8,24 (2 H, m), 8,50-8,53 (2 H, m).

MPUTOTYBAHHA 196

2-OTop-a-dOeHin-3-nipuanHmeTaHon

H AMP (CDCl5): § 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

(2-®Top-3-nipnaunHin)deHinmeTaHoH

'H AMP (CDCl3): & 7,32-7,38 (1 H, m), 7,47-7,50 (2 H, m), 7,61-767 (1 H, m), 7,78-7,82 (2 H, m),
7,98-8,07 (1 H, m), 8,38-8,42 (1 H, m).

MPUFOTYBAHHA 198

4-(1-Tigpokcn-1-MeTUneTnn)oeH3oHI TP

[o nepemiwyemoi cycnensii 6easogHoro xropuay uepito () (3,89, 16mmonb) B 20Mn cyxoro TeTparigpodypaHy
npu Temnepatypi 0°C nosinbHo no kpannsm gogasanu 3,0M po3ynH MeTUnNmarHinxnopugy B TeTparigpodypaHi (10mn,
31mmonb). Cymiw nepemiwysanu npu 0°C npotsarom 30 XBUMMH i NOTIM MOBINBHO MO Kpannsm gopgaBanu po3yuH
METWUIOBOrO ecTepy 4-uiaHoGeH3onHoT kucrnotu (2,0r, 12, 4mmonb) B 20Mn cyxoro TeTparigpodypaHy. Cymil
nepewmiwysanu we npotarom 30 xBunuH npu Temnepatypi 0°C i Togi racunm 2,0M po34rMHOM OLTOBOI KMCNOTK (~10Mn),
Ky AodaBanu noBinbHo no kpannam. Cymiw BunvBanu B 200Mn Boawu i ekcTparyBanu etunaudetaT (2x200mn)
OpraHivHi ekcTpakT 06'egHyBany, npoMuBanu po3vmHomMm bikapboHaTty HaTpito (1x40mn), Bogoto (2x40mn), HacudeHum
BOOHWM pO34MHOM Xropugy Hatpito (1x40mn), cywmnu Hag cynbdaToM MarHito i KOHUEeHTpyBanu nig BaKkyyMoM
ofepxytoum macrno. Macno normuHanu cunikarenem (10r) i npomuBanu cymiwwio etunayetat/rekcad (1:2, 1500mn).
KoHUeHTpyBaHHAM nig BaKyyMoM NPOMWBHOIO PO34UHY ofepxyBsanu 1,751 (88%)
4-(1-rinpokcu-1-MeTuneTun)6ensoHiTpuny, y BuUrnadi uuctoro macna. 'H AMP (CDCly): & 7,60 (m, 4H), 1,58 (m,
6H); FC-MC (m/e, %): 161 (M*, 2), 146 (100).

MPUTOTYBAHHA 199

2-OTOp-5-rigpoKCUBEH3OHITPUN

[o posuunHy 2-ptop-5-meTokcnbeHsoHiTpuny (4,0rpam, 26,5mmone) B CHLClo(100Mm1) npu Temnepatypi 0°C no
kpannam gogasanu 1,0M poaunH BBr3 (29mn, 29Mmorb), cymill HarpiBanu 4o KiMHaTHOT TemnepaTypu i nepemillysanu
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Ha npoTAsi Hodi. Cymiw Bunueanu B 300mMNn NboasHoT Bogu i nepemiwyBanu Ha npoTasi 10 xeunuH. OgepxaHy cymill
sunueanu B 100mn MeTuneHxnopuay i wapu po3ginanu. Cymilw npomMueani BOAO, CYLUUNN Hag CynbgatoM MarHito,
iNbTPYBANU i KOHLEHTPYBAMNU, OAEPXKYHUN TBEpAY pedoBuHy (2,8r). MB 137,12; MC (m/e)137(M™).

Cnonyky onucaHy B NMPUTOTYBAHHI 200 ogepxyBanu BignoBigHo Ao metoauku onucanin B MPUTOTYBAHHI 199
3aMiHIo4M 2-pTOpP-5-MeTOKCMBEH3OHITPM BiANOBIAHUM eTepoM. Yac npoBeneHHs peakuii nexas y mexax Big 1 go 24
roOOuH.

MPUTOTYBAHHA 200

3-Tgpoken-N,N-gumetunbersamig MB 165,21; MC (m/e, %) 165 (M*, 30), 121 (100).

MPUTOTYBAHHA 201

2-OTOpP-5-METOKCUBEHIOHITPUN

PoaunH  2-xnop-1-dbTop-4-meTokcnbensony  (10,4rpam, 65,0mmonb), CuCN  (6,4rpam, 71,0mmonb) i
N-meTunniponiguHoHy (100Mn) kMn'aTunn i3 3BOpOTHIM xonoaunsHukom 18 roguH. JopaTtkoBo gogasanu 2,3r CuCN i
CYMILLl KNN'ATWUAN i3 3BOPOTHIM xorogunbHukom 40 rogunH. Cymiw sunueanu B 300mn nboasaHoi Boau i nepemillyBany Ha
npotasi 10 xeunuH. OgepxaHy cymiw BunvBanu B 100mMn meTuneHxnopuay, i wapun posginanu. Cymiw npomusanu
BOAOMO, CYLWIMNM Hag cynbdaTtoM MarHilo, inbTpyBanu i KOHUEHTpyBanu, odepXyloudn TBepay pedoBuHy (2,8r). MB
137,12; MC (m/e) 137 (M™).

MPNTOTYBAHHA 202

1,4-[iokca-cnipo[4,5]aekaH-8-kapOoHiTpun

o posunHy 1,4-Hiokca-cnipo[4,5]aekaH-8-oHy (2,0rpam, 12,8mMmonb) i TosunmetuniszouiaHaty (5,0rpam,
25,6mmonb) B aumeTundopmamiai (25mn) npu Temnepatypi 0°C pomasanu 1,0 M posunH T-BuOK B T-6yTaHoni
(25,6mn) i cymiw nepemiwysanu npu 0°C npotarom 1 roovHW i Npy KiMHaTHIR TemnepaTypi Ha npoTasi Hodi. Cymiw
PO3BOAWIM BOAOK i eKcTparyBanu fietunosum edipom. O6'eqHaHi ekCTpakTu NPOMUBANN BOAOK | HACUYEHMM BOLHUM
PO3YMHOM XIOpWUAY HAaTpilo, CylWUM Hag cyrbdgaTom MarHilo, dinbTpyBanu i KOHUEHTpYBanu ofepxylodn Teepay
PEYOBUHY, SIKY o4MLLani 3a onomMoro drell-xpomatorpadii Ha cunikareni BUKOPUCTOBYHOUN B SIKOCTI €MOEHTY CyMill
30% eTunauetat/rekcaH, ofgepyloun TBepay pevoBuHy (1,45r). MB 167,209; MC (m/e) 168 (M*+1).

MPUTOTYBAHHA 203

C-(4,5-gnxnoptid®en-2-in)meTnnamiy

0o nepemiwyemoi cycnensii 2-(4,5-guxnopriodeH-2-inmetnn)izoingon-1,3-gioHy (0,77 rpam, 2,47MmMonb) B
meTaHoni (30mn) i TeTparinpodpypani (10Mn) npu KiMHaTHIM Temnepatypi gogasanu rigpasuHrigpaT (0,395rpam,
12,3MMorb) | NepemilwlyBanu npw KiMHaTHIN TeMmnepaTypi Ha NpoTA3i Houi. YTBOpHOBABCA ocag i CyMill KOHLEHTpyBanu
po 15mn i notim inbTpyBanu. dinbTpaTt Bunusanu B 100mn Bogwn i ekcTparyBanu gietunosum edipom. O6'eqHaHi
eKCTpaKTU MPOMUBANM BOAOK i HACMYEHUM BOOHUM PO3YMHOM XIOopuAay HaTpilo, Cylwunu Hag cynbdartomMm mMarHito,
pinbTpyBanu i KOHUEHTPYBanu, ogepXXylyn Macro, ske oduwani 3a gonomoror dnetu-xpomartorpadii Ha cunikareni,
BUKOPUCTOBYIOYM B SKOCTi entoeHTy cyMiw 5% meTaHon/meTuneHxrnopug, ogepxytoudm macno (0,341r). MB 182,08; MC

MPUTOTYBAHHA 204

2-(4,5-OnxnopTio®eH-2-inmeTunn)izoiHgon-1,3-aioH

[o nepemiwyemoro posunHy (4,5-guxnopriodeH-2-in)metaHony (0,660rpam, 3,60mmons), dTanimigy (0,636rpam,
4,32mmonb) | TpudpeHindocginy (1,1rpam, 4,32mMmonb) B TeTparigpodpypani (20Mn) npu KiMHaTHIA TemnepaTypi
popaeanu gietunasoaukapbokeunat (0,395rpam, 12,3mMmonb) | ogepkaHy CyMmill nepemillyBanyM npu  KiMHaTHIR
TemnepaTypi Ha npoTsasi Houi. Cymiw Bunmeanu B 100Mn BoAW i ekcTparyBanu gieTurnoBum ecpipom. O6'egHaHi
ekcTpakti npomuBanu 1N posdnHom NaOH, Bogok i HacMyYeHUM BOOHUM PO3YUHOM XIopuay HaTpilo, Cylmnu Hag
cynbaToM MarHito, ginbTpyBanu i KOHUEHTPYBanu, oaepKyoHn Macno, 3 SKOro npyu BUKOPUCTAaHHI CyMili AieTunoBui
edpip/rekcaH BUKpUCTanisoByBCs TPUEHINDOCHiH. MaTOYHUIA PO3HNH KOHLEHTPYBANM OOEPKYoHM TBEPAY PEYOBUHY,
AKYy ouvlany 3a gonomorow drel-xpomaTorpadii Ha cunikareni, BUKOPUCTOBYHOYM B SAKOCTI entoeHTy cymiw 30%
eTunaueTaT/rekcaH, ofepXyloun XOBTy TBepay pevoBuHy. Il poaTupanu 3 rekcaHom ofepytoum Giny TBepay peHoBuHY
(0,772r). MB 312,18; MC (m/e) 313 (M*+1).

MPUTOTYBAHHA 205

(4,5-OunxnopTtiodeH-2-in)meTtaHon

PosunH  4,5-guxnopTtiodeH-2-kapboHoBoi  kucrotn  (0,500rpam, 2,53mmonb) | Tieninxnopugy (1,0mm) B
MeTuneHxropuai (10Mn) Kun'aTunm i3 3BOPOTHIM XorogusibHUKOM 3 roguMHU. CyMmill KOHUEHTpyBanu BigraHsio4m
PO3UMHHUK i. 3anuWoK possoaunu 15mn giokcaHy i gogasanu Goprigpug Hatpito (0,143rpam, 3,8MMonb) | ogepkaHy
CYMill KMN'ATUNK i3 3BOPOTHIM XONoaunbHMKOM npoTtarom 3 roguH. Cymiw oxonomxyeanu o 0°C i no kpannam
popasanu 3 mn Boau. Cymiw Bunmeanu B 100mn Boau. OpepxaHy Cymill ekcTparyBanu pieTurioBuMm edpipom,
npomuBanu 1N posdnHom NaOH, Bogow i HacM4YeHUM BOAHWM PO3YMHOM XJIOpuAy HaTpilo, CywunuM Hag cynbdartom
MarHito, inbTpyBanu i KOHLUEHTpYBanu, ofepXyloun Macno, fke ouuwany 3a gonomoroto drell-xpomarorpadii Ha
cunikarerni, BMKOPUCTOBYIOHMM B SKOCTi entoeHTy cymiw 30% eTunauertar/rekcaH, ogepxytodn macno (0,671r). MB
183,06; MC (m/e)184(M*+1).

MPUTOTYBAHHA 206

4,5-[nxnopTiodeH-2-kapboHOBOI KNCIOTK

Kpisb po3uunH rigpokcngy Hatpito (19,2rpam, 48,0mmonb) y Bogi (30mn) i neogi (120r) npu Temnepatypi -10°C
6apbotyBanu 14,4r Cl,. PosuuH HarpiBanu go 50°C i no kpannsm popasanu 1-(4,5-guxnoptiodpeH-2-in)eTaHoH
(8,50rpam, 40,0mMonb) B giokcaHi (40mn) i nmicns uboro TemnepaTypy nigiimanu go 80-90°C. Lo TemnepaTypy
nigTpumyBanu Ha npotasi 30 xsBunuH. Cymiw Bunueanu B 500mMn Bogu. OgepxkaHy CyMill ekcTparyBanu AieTunoBum
edipom i 06pobnsanu ogHuM posdnHoMm NaHSO 3 i notim nigkucnoBanu fo pH 1 KOHUEHTPOBAHOK XJIOPBOAHEBOIO
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kncnoTolo. OfepaHuil 3annwoK inbTpyBany | cyluMnn ofepxyloun 6iny TBepay pedosuHy (5,7r). MB 197,04; 'H
AMP (OMCO-d®) § 7,731 (1 H, ¢).

MPUTOTYBAHHA 207

1 -(4,5-OuxnopTiodeH~2-in)eTaHoH

[o posuunHy 1-TiodpeH-2-inetaHony (5,0rpam, 40,0mmonb) B xropodopmi (50mn) npu Temnepatypi 20°C nopuigmu
aodaesanu xropug anomidito (15,9rpam, 119,0mmonb). Cymiw nepemiwysanu npu 20°C npotdrom 10 XBWAKMH i no
kKpannam pgogaeanvm 1M posunH Cl , B TeTpaxnopugi syrmeuw (120mn). Cymiw nepemiyBanyM npu KiMHaTHIR
Temnepatypi 30 XBUNWH, po3sogunu mMeTunenxnopugom (300mn), npomuBanu 1N po3ynmHOM rigpokcmay HaTpitlo i
BOAOO, CYLUIUNN Haf cynbdaToM MarHito i KOHLUEeHTpyBanu ogepxytoun teepay pedvoBuHy (8,5r). MB 195,07; MC (m/e)
196 (M*+1).

MPUTOTYBAHHA 208

2-bpommeTun-3,5-guxnopTiodeH

PosuunH 3,5-guxnop-2-metuntiodeH (1,3rpam, 7,8mmornb), NBS (1,4rpam, 7,8Mmonb) i nepokeng 6eHsoiny (0,065r)
B TeTpaxnopugi Byrneuto (40Mn) KAN'ATUAM i3 3BOPOTHIM XorogurbHUKOM npoTtarom 18 roguH. Cymill oxonogkysanu
no 0°C, possogunu 40mMn rekcaHy i dinbTpyBanu. PinbTpaT KOHUEHTpYBanu, O4EpXKylouM Macro, fike o4ulianu 3a
aonomoroto  cnell-xpomartorpadii Ha cunikareni, BUKOPUCTOBYIOUM B AKOCTI €rtOeHTY reKkcaH, OAepKyluu Mmacno
(1,06r). MB 245,95; MC (m/e) 246 (M*+1).

MPNTOTYBAHHA 209

3,5-Anxnop-2-meTuntiodeH

[o posunHy 2-metunTtiodpeHy (7,0rpam, 70,0mMmonb) B MeTunenxnopuai (50Mm) npu KiMHaTHIM TemnepaTtypi no
kpannam gogasanu SO,Cly. Cymill nepemilyBany npu KiMHaTHIR TemnepaTypi Ha NpoTsa3i HOYi, po3BOAUNN FeKCaHOM
(300mn), npomuBanu 1N pozdnHom NaOH, Bogoto i Hacu4yeHuM °BOAHWM PO3YMHOM XIOpUAY HaTpilo, CyWWnu Hapg
cynbdaTomM MarHito, inbTpyBanu i KOHUEHTpyBanu, OAEpXyluu Macro, fike o4uianu 3a SONOMOrol BaKyyMHOI
NeperoHkn, odepXyrun macro. fAke 3a gornomoroo drell-xpomartorpacdpii Ha cunikareni, BUKOPUCTOBYHOUN B SIKOCTI
ErloeHTy rekcaH, ogepxytoun macno (1,32r). MB 167,06; MC (m/e) 166 (MM).

MPUTOTYBAHHA 210

2-(3-KapbamoTdpeHokecm)-N-(2-xrnopbeH3unn)HikoTuHoBa KucroTa

Poa4uuH etunosoro ectepy 2-(3-kapbamoindeHokcn)-N-(2-xnopbeHnn)HikoTuHoBoi kucnotu (4,31rpam, 16,08Mmonk)
B eTaHoni (100mn) i 1 N pos3uuH rigpokeugy Hatpito (40,21Mn) KAN'ATMAM i3 3BOPOTHIM XONoAUIBHUKOM NpoTsarom 4
roguH. Cymiw KoHueHTpyBanum go 1/3 ob'emy, possogumnv 300mn Boau, nigkucnosanm go pH 3 1N posynHom
XIIOpBOQHEBOI KUCNOTW i pinbTpat Ouny TBepAy PeYOBUHY i3onoBanu, i NOTiM nepekpuTanisoByBany 3 CyMilli
eTunaueTtat/rekcaH (3,8r). Tnn. 220-224°C; EnemeHTHUIN aHania pospaxoBaHo ansa C 13HgN,Oy4: C, 60,45; H, 3,91;
N, 10,85. 3HangeHo: C, 61,70; H, 3,61; N, 10,69.

MPUTOTYBAHHA 211

3-MeTokeun-N,N-gumeTmnbeHsamiy,

Kpisb pos3unH 3-meTokcubensoinxnopua (5,0r) B metunenxnopuai (50mn) npu Temnepatypi 0°C 6GapboTyBanm
anmetmnamiH npotaroMm 5 xsunuH. Cymiw nepemiwysanu npu 0°C npotsrom 30 XxBWnMH, possogunu 300mn
MeTureHxnopuay, NpoMmMBanu BOA, CYWWNW Hag cynbdatoM MarHito, inbTpyBanu i KOHUEHTpyBanu, OOepXyouun
macro (4,8r). MB 179,24; MC (m/e)179(M ™).

MPNTOTYBAHHA 212

ETunosuii ectep 2-[3-(2,2,2-TpnucpTop-1-rigpokcneTnn)dpeHikcn]HIKOTMHOBOT KMCNOTH

[o posudnHy etunoBoro ectepy 2-(cpopmindeHokcun)HikoTnHoBol kucnotn (2,0rpam, 7,4mmonb), 0,5M posudnHy
TpumeTun(tTpudptopmetTun)cunady  (18mn) B TeTparigpodypadi  (20mn) npu  Temnepatypi 0°C  pgopasanu
TeTpabyTunamoHindToprg (0,050r). Cymiw nepemiwysanu npu 0°C Ha npotasi 1 rognHn. o cymiwi gogasanu 1,0N
po34MH xnopBogHeBoi kucnotu (10Mn) i nepemiwysann Ha npoTsasi 30 XBWMAMH NpW KiMHaTHIA Temnepatypi. Cymiw
BunuBanu B 200mMn Bogu i ekctparyBanu gieturnioBum edipom, O6'egHaHi eKCTpakTh NpoMMBani Hacu4eHUM po3dHnHOM
rinpokap6oHaTy HaTpilo, BOAOK, CyLIUMM Hag CynbdhaToM MarHilo i KOHLEHTpyBanu, oepXy4n Macro, ke oduLanu
3a ponomorot  drew-xpomaTorpadii  Ha cunikareni, BWKOPUCTOBYIOMM B  HAKOCTI  enoeHTy cymiw  60%
eTunaueTar/rekcaH, ogepxyrodn macno (1,97r). MB 341,31; MC (w/e) 341 (M*).

MPUTOTYBAHHA 213

2-®O1op-4-(1-rigpokcn-1-MeTUneTun)6eH3oHITpun

[o nepewmiwyemo!' cycnensii CeCls (4,7rpam, 19,0mmonk) B TeTparigpodypati (30mn) npu Temnepatypi 0°C no
Kpannam gogasanu 3,0M posvnH meTunmarHinxnopugy (6,0mn, 19,0mmone). Cymiw nepemiwysanu npu 0°C Ha npoTasi
45 xBUNuH i no kpannsm gopasanu 4-auetun-2-cbTopOeH3oHiTpun (2,5rpam, 15,0Mmornb) B TeTparigpodypaHi (20mn).
Cymiw nepemiwysanu npu 0°C npotsarom 1 rogunn i racunu 5mn 2N oUTOBOI KUCIOTO, SIKy Ao4aBanu no Kpanmnsm.
Cywmiw sBunusanu B 200mn Boau, nigkucrnoanu go pH 2 2N po34rMHOM OLTOBOT KUCNOTH | ekCcTparyBanu eTunauetartom.
O6'egHaHi ekcTpakTy NpoMUBAany BOAOK i HACUYEHUM BOAHMM PO3YMHOM XFopuAy HaTpilo, CyMnu Hag cynbdaTom
MarHito i KOHUEHTpyBanu, OAepXylouuM Macno, fke odulianu 3a gonomorol drnell-xpomaTorpaddii Ha cunikareni,
BUKOPUCTOBYIOHYM B AKOCTI entoeHTy cymiw 50% eTunauyeTtat/rekcaH, ogepxytoun macno (1,95r). MB 179,21; MC (wm/e)
179 (M*).

MPUTOTYBAHHA 214

4-AueTnn-2-pTopbeH3oHITPUN

Cymiw  4-6pom-2-cpTopbeHsoHiTpuny (5,0rpam, 20,0mmonb), OyTuneiHinosoro etepy (12,5rpam, 124,0mMmorb),
Tpuetunamivy (4,0rpam, 40,0mmonb), dppp (0,453rpam, 1,1Mmonb), auetat Tanito (5,8rpam, 22,0mmonb) i Pd(OAc),
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(0,224rpam, 1,0mmonb) B gnmetmndopmamigi (50mn) B atmocdepi Ny i HarpiBanu npu Temnepatypi 90°C npotarom 3
roguH. Jonasanu gopatkosy nopuito dpp 0,453r i 0,244r Pd(OAc), i HarpiBanu npu Temnepatypi 90°C npotdrom 4
rognH. Cymiw oxornomKkyBanuM [0 KiMHaTHOI TemnepaTypu, gogaBanu 25mn 2N X1OpBOAHEBO! KUCMOTW i CyMmil
nepemillyBanu npv KiMHaTHin TemnepaTypi npotarom 30 roguH. Cymiw Bunmeanu B 300Mn Bog i ekcTparyBanm
pieTunoBum edipom. OO'efHaHi eKCTpaKTM MpoMMBaNM BOOOK | HacMYeHMM BOOHWM PO3YMHOM XJIOpMAY HaTpito,
CylWWMNU Hag cynbdaToM MarHito | KOHUEHTpyBanu, OOepXyruuM Macro, sike ouuwanu 3a  [AOoMNoMOro
dnew-xpomarorpadii Ha cunikareni, BUKOPUCTOBYIOYN B AKOCTI entoeHTy cymiw 30% eTunaueTtaT/rekcaH, oaepKyoun
macrio (2,5r). "HAMP (CDCls): § 2,63 (¢, 3H), 7,73 (m, 2H), 7,81 (m, 1H).

MPUTOTYBAHHA 215

4-OkcoumkriorekcaHkapBOoHIiTpun

PoauuH 1,4-piokca-cnipo[4,5]aekan-8-kapboHiTpuny (2,0rpam, 12,8Mmonb) i 2N po3ynHy XJIOPBOOHEBOI KUCMOTH
(21,0rpam, 42,0mmonb) B TeTparigpodypani (30Mn) npu KiMHaATHIA TeMnepaTypi nepemillyBani Ha npoTasi Hodi. Cymilw
po3BOOWMM eTunaueTaToM, NpoMMBanv BOAOK | HAacM4eHUM BOOHWM PO3YMHOM XIlopupay HaTpilo, cywunu Hapg
cynbaToM MarHito, inbTpyBanu i KOHUEHTpyBanu, OOEepXylouM Macro, fKe ouuwanu 3a [ONoMOroto
dnew-xpomarorpadii Ha cunikareni, BUKOPUCTOBYIOHUN B AKOCTI entoeHTy cymiw 10% eTunauyeTtaT/rekcaH, ogepytoun
macno (0,800r). MB 123,15.

MPUTOTYBAHHA 216

2-[4-(1-Tigpokeun-1-meTuneTun)yunknorekc-1-eHinmeTun]izoiHgon-1,3-gioH

[o nepewmiwyemoro posuuHy 2-(4-rigpokcuMeTunynkrorekc-3-eHin)nponax-2-ony (5,765rpam, 34,270MMornb),
dranimigy (6,50rpam, 44,208mmonb) i TpudeHindocduHy (11,60rpam, 44,208mmornb) B TeTparigpodypati (200mn) npu
KiMHaTHIn Temnepatypi no kpannam popasanv DIAD (9,010rpam, 44,552mMmonb) i Cymill NepcUMKOBOrO KOMbOpY
nepemillyBanu nNpu KiMHaTHIN TemnepaTtypi Ha npoTtasi Houdi. Cymiw racunu 150mMn Bogm i ekctparyBanu 2x100mn
eTunauetatom. OgepXaHui PO34MH KOHLEHTPYBanv OOEpXKYlo4YM XOBTMI 3anuiuok. Llel sanuok nepeHocunu B
pieTunoBuii  edip, po3BoAUNA reKkcaHoM, OXorlomkyBanu | GinbTpyBanu. HeouuweHMn npodykT ouvlianu 3a
aonomorolo drell-xpomatorpadil Ha cunikareni, BUKOPUCTOBYIOUN B AKOCTI entoeHTy cymiw 50% eTunauertat/rekcaH,
OLEPXKYHOHU XOBTY rymonogibHy pevosuHy (5,73r). MB 299,373; MC (m/e) 279 (M*-18),

MPUTOTYBAHHA 217

ETunosuii ectep 2-(6eH30[1,3]aiokcon-5-inoKcn)HIKOTUHOBOT KMCNOTH

Poa4uH eTunoBoro ectepy 2-xnopHikoTuHoBOI kucrotn (5,00rpam, 27,0Mmonb), kapboHaT uesito (2,96rpam,
67,5MMonb) | 6eH30[1,3]giokcon-5-in (4,19rpam, 29,7MMonb) B guMmeTundgopmamigi (80mn) Harpisanu npu Temnepatypi
65°C Ha npoTtsasi 10 roanH. Cymilw po3soaunn BoAotko i ekcTparysanu etunauetatom. O6'eqHaHi ekcTpakT npoMuBanmi
BOAOK i HAcU4YeHMM BOOHMM PO34YMHOM XFOpuAYy HaTpilo, Cylwunu Hapg cynbdgatoMm MarHito, ineTpyBanm i
KOHLEHTpYBanu, ogepxyto4mn teepay pedosuHy (7,0r). MB 287,275.

NMPUFOTYBAHHA 218

2-[4-(1-Tigpokcn-1-meTuneTun )umknorekc-1-eHinmetun)isoingon-1,3-gioH

[Jo nepewmiwyemoro posumHy 2-(4-rigpokcumetunuuinorekc-3-eHin)nponan-2-ony (5,765rpam, 34,270Mmmonb),
dpranimigy (6,50rpam, 44,208mmonb) i TpudeHrindgocdiny (11,60rpam, 44,208mmorb) B TeTparigpodypaHi (200mn) npu
KIMHaTHIn Temnepatypi no kpannam pogasanu DIAD (9,010rpam, 44,552MMonb) i CymMill MEepPCUKOBOrO KOMbopy
nepemillyBanu nNpu KiMHaTHIA TemnepaTypi Ha npoTasi Hodi. Cymiw racunm 150mn Bogw i ekctparyBanu 2x100mn
eTunaudetatom. OgepXaHUi PO34MH KOHLEHTPYBanv OOEPXKYHO4YM XOBTMIA 3anuviiok. Llel 3anuwok nepeHocunu B
OIeTUNOBUA edip, pPO3BOAUNN TEeKCaAHOM, OXorogxkyBanu i inbTpyBanvM. HeouulleHMn npodykT ouvliany 3a
ponomorolo drnell-xpomartorpadil Ha cunikareni, BUKOPUCTOBYIOUN B SKOCTI entoeHTy cymiw 50% etunayertat/rekcaH,
OLIEPXKYIOHU KOBTY ryMOnoflibHy pedoBuHy (5,73r). MB 299,373; MC (m/e) 279 (M*-18).

MPUTOTYBAHHA 219

2-(4-AMiHOMETUNLUUKINOreKe-3-eHifn)nponaH-2-on

PosunH 0,3M meTaHonbHOro rigpasvH rigpaty odepaHoro AoAdaBaHHAM rigpasuH rigpaty (1,96r) go 204mn
MeTaHory, nonasanu 0o 2-[4-(1-rippokcn-1-meTuneTun)-yuknorekc-1-eHinmeTtunlisoingon-1,3-gioHy (5,73r,
19,140MMorb) | NepeMillyBanu Ha NpoTaA3i Houi Npu KiMHaTHIA TemnepaTypi. MNoTiM Ao ofgepxaHoi cymiwi goaaeanu 5%
PO34MH XJIOPBOLHEBOI KACMOTH i 3anuLUOK, WO YTBOPOBABCA NPOTATOM HacTyNMHUX ABOX rogvH inbTpyBanu Kpisb Lenit
i npomuBanu Bogot. dinNbTpaTt BUNUBaNK y Boay i ekcTparyeanv aieTunosmm ecdipom. BogHui wap nignyrosyeanv oo
pH=9 posunHOM rigpokcmay HaTpilo i ekcTparyBanu gietunoBum edpipom. O6'eaHaHi eKCcTpakTu npomMuBanyi Bodok i
Hacu4yeHMM BOOHWMM PO34YMHOM XIOpWAY HaTpilo, Cywnnu Hapg cynbdaToM MarHio, inbTpyBanu i KOHLUeHTpyBanw,
ofepXKylo4M mMacrio, ke otTBepgino npu crosHHi (0,188r). Tnn. 95-97°C; MB 169,269.

Cnonykn onucaHi B NMPUTOTYBAHHAX 220-228 6yno CcUHTE30BaHO 3@ METOAWMKM aHanorivHoi onucaHin B
MPUTOTYBAHHA 23 3amiHooun BkazaHUin Tam cheHos.

MPUFOTYBAHHA 220

ETunosuii ectep 2-(3-okcoiHaaH-5-inoKCK)HIKOTUHOBOI KNCMOTK

[Mpyn opepxaHHi BMKkopucTOBYBCA 6B-rigpokcniHaan-1-oH (Phialas et al. J. Chem. Soc. Perkin Trans. 1,4, 1984,
687-695). MC (m/e): 297 (M*).

MPUTOTYBAHHA 221

ETunosuii ectep 2-(2-MeTUNBGeH30Tia3oNn-5-inoKCU)HIKOTUHOBOT KUCNOTH

Mpw oaepxaHHi BUKOpUCTOBYBCS 2-MeTun-5-6eHsoTiason. MC (m/e): 314 (M ™).

MPUTOTYBAHHA 222

Etunosuii ectep 2-(2-mMeTuNGeH30TMa30M-6-INMOKCU)HIKOTMHOBOT KucnoTn [pu  ogepaHHi  BUKOPUCTOBYBCS
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2-meTun-6-6eHsoTiason. (Tardieu et. al. Helv. Chim. Acta, 75, 4, 1992, 1185-1197). MC (m/e): 314 (M™).

MPUFOTYBAHHA 223

ETunosuii ectep 2-6eH30Tia3on-6-iNMoKCU)HIKOTMHOBOT KMCNOTH

Mpun opepxaHHi BMKopucToBYBCcs OeHsoTiason-6-on. (Ei'tsov et. al. J. Gen. Chem. USSR 51, 1981, 1822-1831).
MC (m/e): 301 (M*+1, 100).

MPUTOTYBAHHA 224

ETunosuii ectep 2-6eH30Kca30m-6-iNOKCU)HIKOTUHOBOI KMCIOTK

Mpn opepxaHHi BUKopUCTOBYBCS OGeHsokcason-6-on. (Cole et al. Aust. J. Chem. 39, 2, 1986, 295-301). MC
(m/e): 284 (M*).

MPUTOTYBAHHA 225

ETnnoBuii ectep 2-(3-aueTun-4-xnopdeHOKCH )HIKOTUHOBOI KMCIOTH

Mpw oaepxaHHi BUKopUCTOBYBCS 3-aueTun-4-xnopdeHon. MC (m/e): 319 (M ™).

MPUTOTYBAHHA 226

Mpw opepxxaHHi BukopuctoByBca 1-(3-xrop-5-rigpokcudpeHin)etaHoH. MC (m/e): 319 (M ¥).

MPUTOTYBAHHA 227

ETunosuii ectep 2-(3-MeTnnbeHnso-(d)izokcazon-5-inokcn)HiKOTUHOBOI KNCIOTH

Mpwn ogepkaHHi BUKOPUCTOBYBCA 5-rigpokcn-3-meTnnbeHso-(d)izokcason. MC (v/e): 299

MPUTOTYBAHHA 228

ETunosuii ectep 2-(3-meTun6eH3o-(d)isaokcason-7-inoKCcu)HIKOTUHOBOI KMCNOTH

Mpu opepXxaHHi BUKOPUCTOBYBCH 7-ripokeu-3-meTunberso-(d)isokcason. MC (m/e): 298 (M ™)

MPUTOTYBAHHA 229

ETtunosuii ectep 2-(2,3-AurigpobeH3o[1,4]niokCUH-6-iMOKCU)HIKOTMHOBOT KUCHOTH

Mpn opepxaHHi BukopuctoByBcs 2,3-aurinpobeHso[1,4]giokcmH-6-on (Biosci. Biotech. Biochem,, 56(4), 1992,
630-635). MC:m/e302(M*+1).

MPUFOTYBAHHA 230

3-AueTun-4-xnopdeHon

Cywmiw 3-auyetun-4-xropatisony (6,3r, 0,03monb), (Atkinson et. al. J. Med. Chem. 26, 10, 1983, 1353-1360) i
rigpoxnopug nipuanny (19,4r, 0,17monb) Harpisanu npu Temnepatypi 220°C Ha npoTasi 2 rognH. Cymiw BunMBanu y
Bogy (200 mn) i ekctparyBanu eTunauetatoM (2x200mn). OpraHidHi ekcTpaktu ob'egHyBanu, NpoMuBani BOLOH
(40Mn), Hacu4yeHUM BOOHMM PO3YMHOM Xxnopuay HaTpito (40mn), cywwmnu Hag cynbdaToM MarHilo i KoHUeHTpyBanu,
ofepxytoum macrno. XpomaTorpadpielo Ha curikareni BUKOPUCTOBYIOUMM B SAKOCTI €rl0eHTY CyMill eTunauyetart/rekcaH
(1:1), opepxxysanu 5,1r macna. MC (m/e): 172/170 (M*, 100).

MPUFOTYBAHHA 231

7-Tppokcn-3-meTnnbens(d)izokcason

Cymiw  7-meToken-3-meTnnbens(d)izokcasony (2,9r, 0,017mmonb) (Borsche et al. Justus Liebigs Ann. Chem.
570, 1950, 155, 163) B nboasHii ouToBin kucnoTi (15mn) i 48% posunHi GpomBoAHeBOI kucnoTu (15Mn) kun'aTmnu i3
3BOPOTHIM XONo4WUIBHUKOM NpoTArom 6 rogmH. Cymill KOHUeHTpyBanu, ogepxytoun 4,0r teepnoi pedosuHu. MC (w/e):
227/229 (MT+HBr), 149 (M¥).

MPUTOTYBAHHA 232

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

Cymiw  1-(3-xnop-5-metokcudperin)etanory (14,3r, 0,08monb) i rigpoxnopma nipuavHy  (44,8r, 0,39Monb)
HarpiBanu npu Temnepatypi 220°C Ha npoTtasi 2 roguH. Cymiw Bunueanu y Bogy (200mn) i ekcTparyBanu
eTunayetatoMm (2x200mn), OpraHivHi ekcTpakTM oO0'egHyBanu, npoMuBany Bogok (40mn), HaACUYEHUM BOLAHWM
po34YMHOM Xxnopuay Hatpito (40mMn), cywunu Hag cynbdaToM MarHilo i KOHUEHTpyBanu, OAepXywuu Macro.
XpomaTtorpadieto Ha cunikareni BUKOPUCTOBYIOHM B SKOCTI ertoeHTy cymill eTunayetaTt/rekcaH (1:1), ogepxysanu 6,6 r
TBEpPAOIO peyoBuHN. MC (Mle): 170/172 (MI).

MPUTOTYBAHHA 233

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

Cymiw  3-xrop-5-meTokcudpeHinoBoro  ectepy  TpudTopmeTaHcynbdgoHoBoi  kucrotn  (26,5r,  0,091monb),
oytungininetep (59mn, 0,46monb), 1,3-6ic(andenindocdiHonponan) (1,1r, 0,003mornb), auetat nanagito (0,51r,
0,002monb) i TpuetunamiH (28mn, 0,20monb) B aumeTundopmamigi (90mn) Harpisanu npu TemnepaTypi 80°C Ha
npotasi 4 roguH. Cymiw BunvBanu y Bogy (400mn) i ekcTparyBanu gietunoBum edipom (2x400mn). OpraHiydHi
eKcTpakTn ob'egHyBanu, npomusany 1N po3dnHoM xropBoaHeBoi kucnotu (80mm), 1N po34MHOM rigpokcmay HaTpito
(80mn), Bopgoto (80mr1), HAacCUYEHMM BOOHUM PO34MHOM Xropugy HaTpito (80mMn), cylwmnu Hag cynbdaTtoMm MarHito i
KOHLEHTpYBanun, opepXyrun macno. Xpomartorpacdpieto Ha cunikareni BUKOPUCTOBYIOHYM B SIKOCTI €OEHTY CyMill
etTunaueTar/rekcan (1:9), onepxytoun 14,3r Teepaoi pedosuHn. MC (m/e): 184/186 (M ™).

MPUFOTYBAHHA 234

3-Xnop-5-MmeTokcUdeHINOBUN ecTep TpUTOPMETAHCYNbOHOBOI KMCNOTH

[Jo nepemiwyemoro posdunHy 3-xrop-5-metokcudperon (15r, 0,09monk), TpuetunamiH (31mn, 0,23morb) i
4-pumeTurnaminonipuanH (1,1r, 0,009monk) B MeTunenxnopugi (200mn) npu Temnepatypi -78°C no kpannsm gogasanu
aHrigpug, TpudTopmeTaHcynbdoHoBoi  kucnotn (20mn, 0,118monb). Cymiw noBinbHO HarpiBann [0  KiMHaTHOI
TemnepaTypu NpoTArom 2 roguH, i NoTiM po3Boaunn MeTuneHxrnopugom (400mn) i npomueanu sogoto (100mr), cywmnnm
Hag cynbdaTtoM MarHilo i KOHUEHTpyBanu, odepXyloun Macno. Xpomartorpadielo Ha curnikareni BUKOPUCTOBYIOUM B
AKOCTI enioeHTy cyMill eTunaueTat/rekcaH (1:9), onepxytoun 26,6r macna. MC (w/e): 290 (M™).
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MPUTOTYBAHHA 235

5-I'mapokcn-3-meTnndenHso(d)isokcason

Cymiw 5-meToken-3-metunbeHso(d)isokcazon (4,9r, 0,03monb) in 48% 6pomBogHeBoi kucrnotn (20Mn) i ouToBOT
KMcrnoTn (20Mn) KUN'ATWIKW i3 3BOPOTHIM XOMOUIBHUKOM NpoTAroMm 4 rognH. Cymill KOHUEHTpyBanu, oaepxyto4n 6,2r
TBepaoi pevoBuHu. MC (m/e): 149 (M™).

MPUFOTYBAHHA 236

5-MeTokcu-3-meTunbeHso(d)izokcason

Cymiw 1-(2-rigpokcun-5-metokeudeHin)etaHoH-O-auetnn okeum (15,3r, 0,069mornb) B nipvaunHi (50Mn) KMN'aTunm
i3 3BOPOTHIM XonoaunsHUKOM nNpoTaroMm 4 roauH. Cymiw sunueanu y sogy (800mn), nigkucrnioBany KOHLEHTPOBaHO
XropBoAHeBoi kucnotn go pH 1, i notim ekctparyBanu etunauyetatom (2x800mn). OpraHivHi ekcTpakTn o6'egHyBanu,
npomuany 1N posdnHoM xropsogHeBoi kucroTu (100mn), 1N posdnHom rigpokeuay Hatpito (100mr), Bogoto (100mn),
HacM4YeHUM BOOHWM PO3YMHOM Xropuay HaTtpito (100Mm), cywunu Hag cynbdaToM MarHilo i KOHUEeHTpyBanu,
ofepxXyto4n macro. Xpomartorpadieto Ha cunikareni BUKOPUCTOBYIOYM B SKOCTI efleHTy CyMill eTunauetaTt/rekcaH
(1:2), ogepxytoun 5,9r TBepaoi pevosuHn. MC (Mm/e): 163 (M),

MPUTOTYBAHHA 237

1 -(2-T'igpokcn-5-meTokcndeHin)etaHoH-O-alUeTrn oKCum

Cymiw  1-(2-rinpokcn-5-metokcudpenin)etaHoH okcum (13,7r, 0,076monk) i aHrigpug outoBoi  kucrotn (50mn)
HarpiBanu npu Temnepatypi 50°C Ha npoTtasi 10 xBunuH. Cymiw oxonomxkysanu o 0°C, dinbTpyBanu i dineTpaHT
npomueanu sofgoto (50Mn), cymnu ogepxytoun 15,5r Teepaoi pedosuHn. MC (w/e): 224 (M*+1), 164(100).

MPUTOTYBAHHA 237

1-(2-Tigpokcn-5-meTokcndeHin)eTaHoH oKcUm

Cymiw  1-rigpokcn-6-meTokcnauetodpeHoHy  (15,0r, 0,09monb), rigpokemgy kKanio  (23,6r, 0,36monb) i
rigpoxrnopuay rigpokcunaminy (9,4r, 0,14monb) y Bogi (300Mn) KAN'ATWUAM i3 3BOPOTHIM XONOLWSIbHUKOM MPOTArom 2
roguH. Cymiw Bunusanu Ha nig i nigkucroeany 1N po34nHOM xrnopBogHeBol kucrnotu Ao pH 1. OgepxaHuii 3anuiwok
dinbTpyBanu i cywmnu, ogepxytoun 13,7r TBepaoi pedosuHn. MC (m/e): 182 (M*+1,100).

Cnonykn onucadi B NMPUTOTYBAHHAX 238-247 ©yno CMHTE30BaHO 3 BMKOPUCTAHHAM METOAM aHarnorivHoi Ao
onucaHoi B NMPUTOTYBAHHI 45.

MPUTOTYBAHHA 239

2-(3-OkcoiHgaH-5-inokcn)HikoTMHOBa KucroTa

MC (w/e): 269 (M),

MPUTOTYBAHHA 240

2-(2-MeTnnbeHsoTia3on-5-inokcn)HikoTMHoBa kucroTa

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

MPUTOTYBAHHA 241

2-(2-MeTnnbeH30Tia3on-6-iNnoKCU)HiKOTUHOBa KucroTa

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

MPUFOTYBAHHA 242

2-(beH30Tia30n-6-inoKcn)HikoTMHOBA KUcroTa

MC(m/e):273(M*+1),

MPUTOTYBAHHA 243

2-(6eH30KCca30M-6-INMOKCU)HIKOTUHOBA KucroTa

MC (w/e): 256 (M*), 211(100).

MPUTOTYBAHHA 244

2-(3-AueTun-4-xnopdheHoKCH)HIKOTUHOBA KMucnoTa

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

MPUTOTYBAHHA 245

2-(3-AueTun-4-xnopdheHOoKCH)HIKOTUHOBA KMucnoTa

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

MPUTOTYBAHHA 246

2-(3-MeTnn6eHso[d]3okcason-5-inokcn)HikoTUHOBa KUcroTa

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

MPUTOTYBAHHA 247

2-(3-MeTnnbeH3so[d]3okcazon-7-inokcn)HikoTuHOBa KucroTa

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

MPUFOTYBAHHA 248

2-(2,3-Aurinpo6eH3o[1,4]aioKCUH-6-INOKCH)HIKOTUHOBA KUCROTa

MC:m/e274(M*+1).

MPUTOTYBAHHA 249

(3)-(-)-1-(4-AmiHoMeTHnNbeHIN)eTaHon

o nepemiwyemoro posunHy (3)-(-)-4-(1-rigpokcneTun)oensoHitTpuny (2,2r, 0,015monb) B TeTparigpodypaHi
(20mn) npu TemnepaTypi 0°C no kpannsm gogasanu 1,0M posunH niTinaniomorigpugy B TeTparigpodypaHni (45mn,
0,045monb). Cymiw KMn'aTunun i3 3BOPOTHIM xoroaunbHUKom npotsarom 30 XBWKMH, oxornogkyBanym o 0°C i notim
racvnu metaHorom (5mn), Skuin gogasanu no kpannam. Cymiw po3soaunum xrnopodopmom (300m) i npoMmuBanu Bogoro
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(40Mn).OpepxkaHy cycneHsito dinbTpyBany Kpisb LEniT i opraHidHUA eKCcTpakT (inbTpaTy BigQinsnuv, cywunu Hapg
cynbcaToM MarHito i KoHUeHTpyBanu, ogepxytoun 2,0r Teepgoi pevosuHu. Ap (CHCI3)-40,3°.

MPUTOTYBAHHA 250

(8)-(-)-4-(1-TippokcneTnn)B6eH3oHITpun

Jo nepemillyemoro pPO34MHy 4-aueTUnGeH3oHITPUNY (3,0r, 0,021monb) i 1,0M pPO34MHYy
(R)-2-meTun-CBS-okcazaboponuaivy B Tonyoni (1,0mn, 0,001monb) B TeTparigpodypaHi (50mMn) npu  KiMHaTHIN
TemnepaTtypi no kpannsm gogasanu 2,0M posdnH GopgmMMeTuncynbgigHoro KoMnnekcy B TeTparigpodypaHi (9,0mn,
0,017monb) npotsarom 30 xBunuH. Cymill nepemillyBanyM npu KiMHaTHIM TemnepaTtypi npotsrom 1 roauHm,
oxonogxyeanu go 0°C, i notim racunu metaHoriom (10Mn), sikKMiA godaBany no kpannsm. MonoBMHY pPo3YMHHUKE
BigraHsanM nig BakyymMoM, OAEPKaHWIi pO34nH po3Boaunnn gietunosmm edipom (300mn) i npommsanu Gydgepom, Wo Mas
KncnoTHicte pH4 (40mn), Bogow (40Mn), HacM4YeHMM BOAHWMM PO34YMHOM Xxnopugy Hatpito (40mMn), cywwunu Hag
cynbdaToM MarHito i NOTIM KOHLUEHTpyBanu odepXyrun macro. Xpomartorpadieto Ha cunikareni BUKOPUCTOBYIOYM B
SAKOCTi entoeHTy CyMmill eTunayertar/rekcaH (2:3), ogepxytoun 2,2r yucroro macna. Ap (CHCI3)-40,0°.

MPUTOTYBAHHA 251

(R)-(+)-1 -(4-AmiHomeTnn PeHin )eTaHon

OpepxxyBanu 3a METOAMKOKW — aHanoridHow fgo  onucanin B [MPUTOTYBAHHI 247 Buxogsyn 3
(R)-(+)-4-(1-rinpokcneTnn)BbeH3oHITpUY SKUR oaepkyBann 3 4-aueTtoOeH3oHiTpuny Bukopuctosytoun 1,0M posduH
(3)-2-meTun-CBD-okcasaboponiguH B Tonyoni 3a yMOB aHarnoridHmux go onucaxdmx B MPUTOTYBAHHI 248.

MPNTOTYBAHHA 252

TpaHc-2-(aMiHOMEeTUNLUKINOrKeU)nponaH-2-on

Cymiw GeHaunoBoro ectepy TpaHc-(4-(1-rigpokcn-1-MeTUNeTUn)UnKIorekcunmMeTun)-kapbamiHosoi kucnotu (8,3r,
0,027monb) i katanisatop MNepnmaHca (400mr) B eTunauetaTi (100mn) i MeTaHoni (25mn) 36oBTyBanW B anapari [MNappa
npu TUCKy BogHto 40nci i npu KiMHaTHIR TemnepaTypi npoTarom 1 rognHn. Cymiw ginbTpyBany kpisb LeniT i dgineTpar
KOHLIEHTpyBanu, ogepxytoun 5,1r 6inoi TBepaoi pedosuHn. MC (m/e): 171 (M*, 100).

MPUTOTYBAHHA 253

BeHaunosuii ectep TpaHc-(4-(1-rigpokcn-1-MeTuneTun)LMKnorekcMnmeTun)-kapbamiHoBoi KMCNoTH

MexaHi4HO nepemiyemy cycnensito 6easogHoro xnopuay uepito (lll) (29,8r, 0,12monb) B TeTparigpodypaHi
KAM'ATWUMAN i3 3BOPOTHIM XOriogusibHUKOM npoTsarom 10 XBunuvH, oxonogxysanu go 0°C, i no kpannsgm gogasanu po3ynH
eTUMOBOro ectepy TpaHc-(4-6eHaunokcmkapGoHinamiHoMmeTun)ymkrorekcaHkapboHosol kucrnotn (35,8r, 0,11monb) B
TeTparigpodypaHi (200mMn) nicna Yoro no kpannam gogaeany 3,0M posynH meTunmardinxnopugy (121mn, 0,363monb)
B TeTparigpodypaHi. Cymiw nepemiwysanu npu Temnepatypi 0°C Ha npoTasi 1 roguHuM i noTim racunm 2N po3ynHom
OLTOBOI KUCMNOTU, AKY AogaBanv no kpannsm. [onoBuHY poO34MHHMKA BigraHsamnu nig BakyyMOM, OAEpPXaHWWA PO34uH
Bunueanu y sogy (800mn) i nigkmcnioanu 2N po3ymHOM ouUTOBOI kncroth Ao pH3 i noTiMm ekcTparyBanu etunayeraTom
(2x800mn). OpraHiyHi ekcTpakTy ob'egHyBanu, npoMueanu ix posdnHom GikapboHaty Hatpito (100mn), Bogoto (100mr),
Hacu4YeHMM BOAHWM pPO3YMHOM Xropugy HaTpito (100mn), cywunu Hag cynbgaTtoM MarHilo i KOHLEeHTpyBanu,
ofepxytoum macrno. XpomaTorpadpietlo Ha curnikareni BUKOPUCTOBYIOUMM B SAKOCTI €rloeHTYy CyMill eTunauyetart/rekcaH
(2:3), omepxytoun 8,34r TBepaoi pevosuHu. MC (M/e): 323 (M*+NH3, 100).

MPUTOTYBAHHA 254

ETunosuii ectep TpaHc-(4-6eH3annokcukapboHinamiHoMeTnm)-LMKNoreKkcaHkapboHOBOI KNCIOTK

[o nepemillyeMoro posdnHy eTWIIOBOrO ecTepy TpaHc-4-aMiHoMeTuryMKorekcaHkapboHoBoi kucnotu (23,8r,
0,11monb) i TpuetunamiH (34mn, 0,24monb) B pgiokcadi (100mn) npu  KiMHaTHIM  TemnepaTypi AopaBanu
N-(6eHannokcmkapboHinoken)cykymHimigy (26,7r, 0,11Monb). Cymiw nepemiwyBanu npu KiMHaTHIA TemnepaTypi Ha
npotasi 18 roguH, Bunueanu y Bogy (800mn) i ekctparyBanu etunauetratoMm (2x800mn). OpraHidHi ekcTpakTu
o6'egHyBanu, npomueanu 0,5N posunHomM rigpokeuay Hatpito (100mn), 0,5N posymHom xrnopBogHeBoi kucrnotu (100mr),
Bogoto  (100mr), Hacu4yeHMM BOOHMM PO3YMHOM Xropugy Hatpito (100mn), cywwnu Hag cynbdaTtom MarHito i
KOHLeHTpyBanu, ogepxytodn 36,0r TBepaoi pevouHn. MC (m/e): 337 (M*+NH3,100).

MPUTOTYBAHHA 255

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

Cymiw 6eHsnnoBoro ectepy (R)-(-)-(TpaHc-4-(1-rigpokcueTun)ymnknorekcunmMeTun)-kapbamiHosoi kucnotn (870wr,
2,98mmonb) i kaTanizaTop MNeprnimaHca (100Mr) B eTunauetati (100mn) i meTaHoni (25mn) 36oBTyBany B anapari MNappa
npu Tucky BoaHwo 40nci i npu KiMHaTHIA Temnepatypi npotarom 1 roguHu. Cymiw ginbTpyBanu Kpisb LeniT i dinbTpat
KOHUeHTpyBanu, ogepxytodn 484mr macna. Ap (CHCI3)-1,6°.

MPUTOTYBAHHA 256

BeHaunosuii ectep (R)-(-)-TpaHc-4-(1-rigpokcun-1-eTun)LmKnorekcnnmeTn)-kapbamiHoBoi KMCnoTu

o nepewmiwyemoro ©eHannoBoro ectepy (TpaHc-4-aueTunymknorekcunmeTun)-kapbamiHooi kucrnotn (1,0r,
3,46mmonb) | MoHorigpaty (S)-2-meTun-CBS-okcaszaboponiguHy (102mr, 0,34Mmonb) B TeTparigpodypani (15mn) npu
Temnepatypi 0°C no kpannsm gogaeanv 2,0M posdnH GopgumeTuncynbdigHoro komnnekcy (1,4mn, 2,77MMonb) B
TeTparigpodgypaHi npotarom 20 xBunuH. Cymiw nepemiwyBany npyu 0°C npotarom 30 XBWAWH, racunn MeTaHOSIoOM
(10M11), NOMOBMHY PO3YMHHWUKAE BiAraHsanW Nig BakyyMoM, ofepXaHun po34vuH Bunusanu y sogy (200mn) i ekctparysanu
eTunayetatoM (2x200mn). OpraHivHi ekcTpakTu ob'egHyBanu, npomuBanu Oydepom (40mn), wo mae pH4, Bogoto
(40Mn), Hacu4eHUM BOOHMM PO3YMHOM Xxnopuay HaTpito (40mn), cywwmnu Hag cynbdaToM MarHilo i KOHLeHTpyBanu,
ofepxytoum macrno. XpomaTorpadpielo Ha curnikareni BUKOPUCTOBYHOYMM B SAKOCTI €r0eHTY CyMill eTunauyetart/rekcaH
(1:1), ogepxkytoun 870mr TBepaoil pedoBuHu, Ap (CHCI3)-0,8°.

MPUTOTYBAHHA 257

BeHaunosuii ectep (TpaHc-4-aleTunyukrorekcunMmeTun)kapbamiHoBol KMCrnoTu
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Ho nepemillyemoro PO3YMHY 6eH31NoBoro ecTepy
(TpaHc-4-(MeToKkcUMeTUNKap6amoin)-umknorekcunmeTun)kapbaminosoi kucnotu (5,8r, 0,017Monb) B TeTparigpodypaHi
(100mn) npu TemnepaTypu 0°C, no kpannsm gogasanu 3,0M posdvH MeTUrMarHinxnopugy B TeTparigpodypani (13mn,
0,038monb). Cymiw nepewmiwysanu npu 0°C Ha npotasi 1 roguHu, racunm 2N po3dMHOM OLTOBOI KUCIOTKM, AKY
podaesany no kpannam. Cymiw sBunuBanu y Bogy (300mn) i ekctparyBanu etunaugetatom (2x300mn). OpraHidHi
eKkcTpaktTu ob'egHysBanu, npomueanu 0,5N posunHoM XxnopeoaHeBoi kucnotu (80mn), Bogow (80mn), Hacu4eHUM
BOOHUM PO34YMHOM xnopuay HaTtpito (80mMn), cylwmnu Hapg cynbdaToM MarHito i KOHUEHTpyBanu, O4epXyruM Macro.
XpomaTorpacieto Ha curikareni BUKOPUCTOBYIOYN, B AKOCTI €NI0EHTY CyMill eTunaueTtat/rekcaH (2:3), ogepxytoyun 2,0r
TBepaoi pevoBuHu. MC (m/e): 307 (M*+NH3,100).

MPUTOTYBAHHA 258

BeHaunosuii ectep (TpaHc-4-(MeToKCMMETUKapbamMoin)LnKnorekCunmMeTun)kapbamiHoBOI KMCNOTH

[o nepemillyemMoro posdnHy TpaHc-4-(6eHannokcukapboHinamiHoMeTun)yukrorekcan-kapboHoBoi kucnotu (16,7r,
0,057monb), rigpoxnopug  N,O-gumetunrigpokcnamiH - (6,2r, 0,063monb), TpuetunamiH  (9mn, 0,063monb) i
1-rippokcnbeHnsoTpiasonrigpat (8,5r, 0,063monb) B gumeTundopmamiai (200mn) npu KiMHaTHIN TemnepaTypi gogasanu
rigpoxnopug 1-(3-(ammeTunamiHo)nponin)-3-etunkap6ogiimia (13,1r, 0,068monb). Cymil nepemiwysanu npu KiMHaTHIA
TemnepaTypi npotarom 72 roguH, sunuBanu y Bogy (800mn) i ekctparyBanu etunauetatoMm (2x800mn). OpraHidHi
eKcTpakTu o6'egHyBanu, npommusanu 1N po34nHoM rigpokcngom Hatpito (80mn), 1N po34MHOM XITOPBOAHEBOI KMCNOTH
(80mn), Bopgoto (80mr1), HAaCMYEHMM BOOHUM PO34YMHOM Xropugy HaTpito (80mMn), cylwumnu Hag cynbdaTtoMm MarHito i
KOHLIEHTpYBanu, oAepxyloudn macno. XpomaTorpadpieto Ha cunikareni BMKOPUCTOBYIOMW B SKOCTi Er0EHTY CyMill
eTunaueTar/rekcaH (2:3), ogepxytoun 5,8r macna. MC (m/e): 352 (M*+NH3, 100).

MPUTOTYBAHHA 259

TpaHc-4-(beH3nnokcukapboHinaMiHOMETUM)UUKIorekcaHkapOoHOBOT KUCMOTH

[o nepemiwyemMoro posyuHy TpaHc-4-(amiHomeTun)yukrorekcaHkapboHoBoi kucrotn  (10,0r, 0,063monb) i
kapboHaTy kanito (30,5r, 0,22monb) B Aiokcani (200mn) i Bogi (200mMn) npu KiMHATHIK Temnepatypi Aopasanu
OeHannxnopdopmiat (11mn, 0,08monb). Cymiw nepemiwyBanyM npu KiMHaTHIN TemnepaTypi npotarom 18 roguH,
BunuMBanu y sogy (800mn) i npomusanu gieturnoBum edpipom (800mMn). BoaHMIA ekcTpakT MigKWCroBanu i ogepaHui
ocafl QinbTpyBanu, cyWwnnu ogepxytodn 16,7r 6inoi Teepaoi pedosuHu. MC (m/e): 309 (M*+NH3, 100).

MaccnekTpu BUMiptoBanu Bukopuctosytoun 'C-MC, AMPI, APCI a6o Tepmocnpei metoau.

Bci "H AMP cnekTpu 3HiManu Ha npunagai 3 Yactototo 400 MIL,.

MPUKNAL 1

2-(4-dT1opdheHoken)-N-TiodheH-2-iNMeTUNHIKOTUHaIg

[o nepemiwyemMoro po3yunHy 2-(4-dpropdeHokcn)HikoTuHoBol kucrnotun (0,300rpam, 1,29mmornb) i NMM (0,137rpam,
1,35MMorb) B cyxomMy meTuneHxnopugi (15mn) npu temnepartypi -10°C gogasanu isobyTtunxnopdgopmiar (0,164rpam,
1,35MmMork). Yepes 30 xsBunuH npu -10°C gogasanu 2-amiHometunTiodeH (0,152rpam, 1,35Mmornb) i cymil nocTynoso
HarpiBanuM OO KiMHaATHOI TemnepaTtypu npoTsaroM Hodi. Cymiw BunuBanu y Bogy i ekcTparyBanu eTunayetaTom.
O6'enHaHi opraHidHi ekcTpakTu npomueani 1N po34nMHOM FigpOKCUAY HaTpIilo | BOAOK, CyLIMIN Hag cyrbdaTom MarHito,
dinbTpyBanu i KOHUEHTPYBanu Oo4epXylun YMCcTe Macro, sike odulianu 3a JonoMoro xpomatorpaddii Ha cunikareni,
BUKOPUCTOBYIOMM B  AKOCTI entoeHTy cymiw 30% eTunaueTat/rekcaH, oOepXyloun TBepay PevOoBUHY.
MepekpucTanisoByBanu 3 cymiwi  eTunayetaTt/rekcaH, ofepXyo4mn Gini Kpuctanm (0,326r). Tnn.
89-91°C;MC(m/€)329(M *+1),

Cnonykun onucani B NMPUKINAOAX 2-9 ogepxxyBanu BignosigHo Ao metoguku onucaHin B NMPUKNALI 1 3amiHotoun
2-amiHOMeTUNTMOgEH BiANOBIgHNM aMiHOM. Yac npoBedeHHN peakuii nexas y Mmexax Big 1 4o 24 roguH.

NMPUKNAL 2

2-(4-dT1opdheHoken)-N-dypaH-2-inMeTUIHIKOTUHaMIL

Tnn, 71-73°C; EnemeHTHWIiA aHania pospaxoBaHo ana C 17H3NOzF: C, 65.38; H, 4.20; N, 6.97. 3HavigeHo: C,
65.53; H, 4.34; N, 9.31.

MPUKNAL 3

(R)(-)2-(4-PTOopdheHokcn)-N-[1-(4-meTokcndeHin)eTun]HikoTMHamig

Tnn. 101-103°C; EnemeHTHMI aHania pospaxoBaHo ansa C,4HigN,OzF: C, 68.84; H, 5.23; N, 7.65. 3naiigeHo:
C, 68.46, H, 5.20; N, 7.62.

MPUKNAL 4

(8)-(-)2-(4-PTOopdheHokcn)-N-[1-(4-MmeToKCdeHin)eTun]HikoTMHamig

Tnn. 97-99°C; EnemeHTHUN aHania pospaxoBaHo Ana C ,qH4gNo,OzF: C, 68.84: H, 5.23; N, 7.65. 3HaiigeHo:
C.68.84; H, 5.17; N. 7.71. Ap=+54.2° (C=0,2, xropodcpopm).

MPUKNAL 5

N-(2-Xnop-6-dpTopbeHann)-2-(4-cbTopdeHoKCH ) HIKOTUHAaMIL,

Tnn. 115-118°C; EnemeHTHWi aHania pospaxoBaHo ana C 1gH3N>O-F,Cl: C, 60.89; H, 3.50; N, 7.47.
3HanpgeHo: C, 60.63; H, 3.45; N, 7.38.

MPUKNAL 6

(8)(-) 2-(4-PTopdeHokemn)-N(1-TiodpeH-2-ineTnn)HikoTuHamig

Tnn. 59-61°C; EnemeHTHUI aHania pospaxoBaHo ans C1gH1sNoSOLF: 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, x11iopothopm).

MPUKNAL 7

(R)-(+)-2-(4-OTopdeHoken)-N-(1-TiopeH-2-TeTun)HikoTuHamig
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Tnn. 60-62°C; EnemeHTHUIA aHania pospaxoBaHo ansa CgH1sN>SOLF: C, 63.14; H. 4.42; N, 8.18. 3HaigeHo: C,
62.75; H, 4.27; N, 8.06. Ap=+26.2° (C=0.4, xriopodopm).

MPUKNAL 8

N-[1-(5-XnopTiodeH-2-in)eTnn]-2-(4-pTopdeHoKCn)HikoTMHaMIg

Tnn. 87-89°C; EnemeHTHMIN aHania pospaxoBaHo ansa C1gH14No.SOLCIF: C, 57.37; H, 3.74; N, 7.43. 3naligeHo:
C,57.51: H, 3.68: N, 7.48.

MPUKNAZL 9

N-(2-Xnop6eH3ann)-2-(4-bTopdheHOKCH)HIKOTUHAMIL

Tnn. 118-120°C: EnemeHTHUA aHania pospaxoBaHo Ans C4gH44No,O,CIF: C, 63.96; H, 3.95; N, 7.85. 3naligeHo:
C,63.54;,H,3.96; N, 7.72.

MPWKNAL 10

N-(2-Xnop6eH3ann)-2-(2.4-gndTopheHOKCH ) HIKOTUHaMIL,

0o nepemiwyemoro posunHy 2-(2,4-gudtopdpeHokcn)HikoTuHoBOI kucrnotu (0.300rpam, 1.19mmonb) i NMM
(0.133rpam, 1.31Mmorb) B cyxoMy meTunenxnopuai (15mn) npu Temnepartypi -10°C gopasanu i3o6yTunxnopgopmiart
(0.202rpam, 1.31mmonb). Yepes 20 xBunuH npu -10°C gopaeanu 2-xnopbeHannamid (0.202rpam, 1.43mMmMonb) i cymil
MOCTYNOBO HarpiBanuM o KiMHaTHOI TemnepaTypu MpoTArom Houi. Cymiw BunmMBanu y BOAy | ekcTparysanu
eTunayetatoM. O6'egHaHi opraHidHi ekcTpaktu npoMueany 1 N po34MHOM FOpOKCMAY HaTpilo, BOAOK i HACUYMEHUM
BOOHUM PO3YMHOM Xrlopuay HaTpilo, CyWWnu Hap cyrbdgaTom Marsito, dinsTpyBanu i KOHUEHTpyBanu, ofepXyrouun
4YMCTEe Macro, ke ouuLanu 3a SONoMoro XpomaTorpadii Ha cunikareni, BAKOPUCTOBYHOUN B SIKOCTI €M0eHTY CyMill
30% eTunaueTat/rekcaH, opepXyloun TBepay pedoBuHy. [lepekpucranizoByBanu 3 Cymilli eTunayetar/rekcaH
odepxytoun TBepay pevoBuHy (0.295r). Tnn. 122-124°C; EnemeHTHUN aHania pospaxoBaHo ansa CgH3NoO,CIF,- C,
60.89; H, 3.50; N, 7.47. 3HanpgeHo: C, 60.77; H, 3.44; N, 7.38.

MPUKNAL 11

N-(2-Xnop6eHann)-2-(3-pTopdheHOKCU)HIKOTUHAMIL

[o nepemiwyemoro po34mnHy 2-(3-pTopdeHokcn)HikoTuHoBOT kncnotn (0.300rpam, 1.29mmornk) | NMM (0.144rpam,
1.41MMoOMb) B cyxoMy MeTuneHxnopugi (15mn) npu temnepatypi -10°C gogasanu isobyTunxnopgopmiat (0.193rpam,
1.41Mmornb). Yepes 20 xsunvH npu -10°C gopasanu 2-xnopbensmnamid (0.219rpam, 1.55mMmonb) i cymill nocTynoBo
HarpiBanu [O KiMHATHOI TemnepaTtypu npoTaroM Hodi. Cymiw BunuBanu y BoAy i eKcTparyBanu eTunaueTaToMm.
O6'enHaHi opraHidHi ekctpakTu npommeany 1N po34MHOM FigpoKcMay HaTpilo, BOLOK i HACUHMEHWM BOOHUM PO3HMHOM
Xriopuay Hatpito, CyLIMM Hag cyrnbgaToM MmarHito, dinbTpyBanu i KOHUEHTpYyBanu, O4epXKyouM TBepay pe4voBUHY, AKY
ovvWwann 3a p[gonomorol xpomatorpadii Ha cunikareni, BUKOPUCTOBYIOYM B HKOCTI eneHTy cymiw 30%
eTunayeTat/rekcaH, opepxytoun ©Oiny TBepay peqoBuHy. [lepekpucTanizoByBanv 3 cyMiWi eTunaueTtat/rekcaH
onepxytoun TBepay pedouHy (0.328r). Tnn. 115-117°C; EnemeHTHUIA aHanis pospaxosaHo ans C 1gH14N,O,CIF: C,
63.96; H, 3.95; N, 7.85. 3HangeHo: C, 64.04; H, 3.92; N, 7.85.

MPUKNAL 12
N-(2-Xnop6eH3ann)-2-(nipnanH-3-ToKCH)HIKOTUHaMIg,
[o nepemillyemoro po3umMHy  2-(NipyANH-3-iNOKCU)HIKOTUHOBOI KUCroTu (0.300rpam, 1.39MmMonb),

o-xrnop6eHamnamivy (0.216rpam, 1.53mmonb) i 1-rigpokcmbensoTpuasonrigpaty (0.207rpam, 1.53mMmonb) B Cyxomy
oumetundgopmamigi  (15mn)  gopmaeanu  rigpoxnopug  (3-(aumeTtunamido)nponin)-3-eTunkap6ogiimigy  (0.319rpam,
1.67MMOrb) | OAepXKaHWIA PO3YMH NepemillyBani Ha npoTasi Hodi. Cymiw possogunu 200mMn eTunageTaTy, NpoMmnBanu
1N posymHOM rigpoKkcuay HaTtpito, BO4OK i HACMYEHWM BOOHUM PO34YMHOM XFopvay HaTpilo, CyWunu Hag cynbdartom
MarHito, pinbTpyBanu i KOHUEHTPYBanu, o4epXyodn Macro, sike oduLlani 3a JonoMorolo xpomarorpadii Ha cunikareni,
BUKOPUCTOBYIOYM B SKOCTI entoeHTy cymiw 5% meTaHon/metuneHxnopug. [lepekpucranisoByBanu 3 cyMili
eTunayeTat/rekcaH ogepxytoun biny TBepay pedoBuHy (0.275r). Tnn. 123-125°C; ENeMEHTHUA aHania po3paxoBaHo
ana CqgH4N30,Cl: C, 63.63; H, 4.15; N, 12.37. 3HaiigeHo: C, 63.19; H, 3.85; N,11.67.

Cnonykn onucadi B MPUKITAOAX 13-44 opepxyBanv BignosigHo Ao mMetoauku onucanin B MPUKNALI 12
3aMiHto4UM o-xrnopGeHsnnamiH BignoBigHMM amMiHOM. Yac npoBeneHHsa peakuil nexas y Mexax Big 1 0o 24 roauH.

MPUKNAL 13

N-(4-MeTun6eHaunn)-2-(nipnanH-3-inokcn)HikoTHaming

Tnn. 91-93°C; EnemeHTHUi aHania pospaxoBaHo ans C 4gH47N30,: 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)eTun]-2-(nipnanH-3-inoKcn)HikoTuHamig

Tnn. 74-76°C; EnemeHTHMI aHania pospaxoBaHo ansa C417H.4N3SO,Cl: C, 56.75; H, 3.92; N, 11.68. 3HaiigeHo:
C, 56.54; H, 4.06; N, 11.80.

MPUKNAL 15

N-®ypaH-2-inmeTnn-2-(nipuanH-3-inokcu)HikoTuHamig,

Tnn. 84-86°C; EnemeHTHUI aHania pospaxoBaHo Ans C 4gH4oN303: C, 65.08; H, 4.44; N, 14.23. 3HangeHo: C,
65.04; H, 4.50; N, 14.55.

MPUKNAL 16

N-(5-XnopTtiodeH-2-inmeTnn)-2-(nipnanH-3-inokcm)HikoTuHamig,

Tnn. 110-112°C; EnemeHTHUM aHania pospaxoBaHo ans C 45H4oN3SO,Cl: C, 55.57; H, 3.50; N, 12.15.
3HanpgeHo: C, 55.23; H, 3.57; N, 12.45.

MPUKNAL 17

N-[1-(5-MeTunTioden-2-in)eTnn]-2-(nipnanH-3-inokcm)HikoTUHamMIg
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Tnn. 162-164°C; MC (m/e) 340 (M*+1).

MPUKNAL 18

N-(5-MeTtuntiodeH-2-inmeTnn)-2-(NipuaAnH-3-TOKCU)HIKOTMHaMIg

Tnn. 111-113°C; EnemeHTHMI aHania pospaxoBaHo Ana C47H45N3SO,: C, 62.75; H, 4.65; N, 12.91. 3naiigeHo:
C, 62.77; H, 4.67; N, 12.50.

MPUKNAQL 19

N-(5-MeTtundypan-2-inmeTun)-2-(NipnanH-3-inokcm)HikoTuHamig,

Tnn. 65-67°C; EnemeHTHUI aHania pospaxoBaHo ana C47H45N30,: C, 66.01; H, 4.89; N, 13.58. 3HangeHo: C,
65.77; H, 4.90; N, 13.28.

MPUKNAL 20

N-(3-MeTuntiodeH-2-inmeTnn)-2-(NipnanH-3-inokcn)HikoTuHamig

Tnn. 89-91 °C: EnemeHTHUI aHani3 pospaxoBaHo ana C 47H45N3SO,: C, 62.75; H, 4.65; N, 12.91. 3naiigeHo:
C, 62.71; H, 4.64; N, 12.80.

MPUKIAL 21

N-(4-XnopTtiodeH-2-inmeTnn)-2-(nipnanH-3-inokcn)HikoTuHamig,

Tnn. 118-120°C; EnemeHTHUN aHania pospaxoBaHo ans C 44H4oN3SO,Cl: C, 55.57; H. 3.50; N, 12.15.
3HangeHo: C, 55.50; H.3.89; N, 11.37.

MPUKNAL 22

N-BeH3so[b]tiodpeH-2-inmeTnn-2-(nipngnH-3-inokcn)HikoTMHamig

Tnn. 93-95°C; EnemeHTHUIi aHania pospaxoBaHo Ans CooH sN3SO,: 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-inmetun)-2-(nipnanH-3-inokcn)HikotnHamig Tnn. 80-82°C; EnemeHTHMI aHania pospaxoBaHo
ana CqgH1oN3O3Cl: C, 58,28; H, 3.67; N, 12.74. 3HaiigeHo: C, 58.52; H, 3.73; N, 12.80.

MPUKNAL 24

2-(MNipnanH-3-Tokcn)-N-Tiazon-2-inMeTunHikoTuHamig

Tnn. 94-96°C; MC (m/e) 313 (M*+1).

MPUKNAL 25

2-(MipnanH-3-inoken)-N-[4-(2,2,2-TpnpToOpETOKCU)OEH3NM]HIKOTMHAMID

Tnn. 98-100°C; EnemeHTHUIA aHani3 pospaxoBaHo ans C20H 1gN3O3F3: C, 59.55; H, 4.00; N, 10.42. 3HairigeHo:
C, 59.74; H, 3.92; N, 10.53.

MPUKNAL 26

N-(2-dTop6eHann)-2-(nipuanH-3-inokcn)HikoTUHaMIg

Tnn. 90-92°C; EnemeHTHMI aHania pospaxoBaHo ansa CgH4N3OoF: C, 66.87; H, 4.36; N, 13.00. 3HangeHo: C,
67.08; H.4.23; N,13.07.

NMPUKNAL 27

N-(4-OndpropmeTokcnbeHann)-2-(NipnanH-3-TOKCU)HIKOTMHaMIg,

Tnn. 91-93°C; EnemeHTHWIiA aHania pospaxoBaHo ana C 1gH sN3OsF,: C, 61.46; H, 4.07; N, 11.32. 3HaiigeHo:
C, 61.47; H.3.84; N, 11.24.

MPUKNAL 28

N-(4-PTopbeH3unn)-2-(nipuanH-3-inoKcn)HikoTUHaMIg

Tnn. 129-131°C: EnemeHTHWIN aHania pospaxoBaHo ana C4gH¢4N3zO5F: C, 66.87; H, 4.36; N, 13.00. 3HangeHo:
C, 66.63; H, 4.42; N, 13.04.

MPUKNAL 29

N-(4-MeTokcnbeH3nn)-2-(NipnanH-3-inokcn)HikoTuHamig,

Tnn. 62-64°C; EnemeHTHUiA anania pospaxoBaHo Ans C 4gH47N3O3: C, 68.05; H, 5.11; N, 12.53. 3HangeHo: C,
68.20; H, 4.96; N, 12.58.

MPUKNAQL 30

2-(MNipnanH-3-inoken)-N-(5-TpudTopmeTuUnTiodeH-2-inMeTUN)HIKoTMHaMIg

Tnn. 122-124X; EnemeHTHW#A aHania pospaxoBaHo ans C 47H4oN3O0,SF3: C, 53.82; H, 3.19; N, 11.08.
3HanpgeHo: C, 54.44; H, 3.22; N, 11.10.

MPUKINAL 31

N-(2-Xnop6eHann)-2-(nipnanH-3-inokcn)HikoTvHamig

Tnn. 174-176°C; EnemeHTHUN aHania pospaxoBaHo anst C 4gH¢4N3O,CIsHCI: C, 57.46; H, 4.02; N, 11.17.
3HanpeHo: C, 57.16; H, 4.11; N, 11.09.

MPUKNAQL 32

N-(5-PTropTiodeH-2-inmeTun)-2-(NipnanH-3-inokcn)HikoTnHamig

Tnn. 99-101 °C; EneMeHTHMI aHani3 pospaxoaHo ansa C45H1oN3O,SF: C, 58.35; H, 3.67; N, 12.76. 3HaiigeHo:
C, 58.35; H, 3.55; N. 12.71.

MPUKNAL 33

N-(2-Okco-2,3-gurigpo-1H-ingon-5-inmetnn)-2-(nipnanH-3-inokcn)HikoTuHamig

Tnn. 109-111 °C; EnemeHTHUIA aHania pospaxoBaHo ana CogH.gN4O5: C, 66.66; H, 4.47; N, 15.55. 3naiigeHo:
C, 65.92; H, 4.56; N, 14.84.

MPUKNAL 34

N-(3,5-OnTpeTbyTnn-4-rinpokcnteHann)-2-(nipuanH-3-inokcun)HikoTuHamig
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Tnn. 42-44°C; EnemeHTHWI A aHania pospaxoBaHo Ana C ogH3z1N3O5: C, 72.03; H, 7.21; N, 9.69. 3HaiigeHo: C,
71.19; H, 7.22; N, 9.79.

MPUKIIAL 35

N-[5-(1-gpokecn-1-meTuneTun)TiodeH-2-TMeTun]-2-(NipuanH-3-inoKcun)-HikoTUHaMmIg,

Tnn. 110-112°C; EnemeHTHMI aHania pospaxoBaHo Ana CgH4gN3SO3: C, 61.77; H, 5.18; N, 11.37. 3naiigeHo:
C, 61.63; H, 5.40; N, 10.60.

MPUKIIAL 36

N[4-(1-Tigpokcn-1-meTnneTnn)6eH3nn]-2-(NipnanH-3-inokcm)HIKoTUHaMIg

Tnn. 79-81 °C: EnemeHTHUI aHania pospaxoBaHo Ana CoqHy4N3O5: C, 69.41; H, 5.82; N, 11.56. 3HangeHo: C,
69.19, H, 5.85; N, 11.58.

MPUKINAL 37

MeTtunoeui ectep 4-({[nipnanH-3-inokcn)nipnanH-3-kapboHin]amiHo}MeTn)-6eH30MHOI KNCMOTK

Tnn. 125-127°C; EnemMeHTHUR aHanis pospaxoBaHo ans C ooH47N304: C, 66,11; H, 4.72; N, 11.56. 3HaligeHo:
C, 65.83; H, 4.52; N, 11.39.

MPUKIAL 38

N-[3-Xnop-4-(1-rinpokcn-1-meTunetun)beHann]-2-(nipuanH-3-inokeu)-HikoTnHamig,

Tnn. 139-141°C; EnemeHTHUIA aHania pospaxoBaHo Ans C,1HogN3O3Cl: C, 63.40; H, 5.07; N, 10.56. 3HaiigeHo:
C, 63.24; H, 4.85; N, 10.21.

MPUKIAL 39

N-[2-Xnop-4-(1-ngpoken-1-meTuneTun)oeHann]-2-(NipnanH-3-TokcK)-HikoTUHaMig

MC (m/e) 400/398 (M*+1); "H SIMP (400MIy, CDCl3) 5 1.54 (c, 6H), 4.73 (g, 2H), 7.16-7.56 (m, 6H), 8.16
(@, 1H), 8.34 (m , 1H), 8.49 (ag, 2H), 8.61 (4, 1H).

MPUKIIAL 40

2-(MipnanH-3-inoken)-N-[4-(2,2,2-TpudpTop-1-rigpokcneTnn)oeH3nn]HikoTMHamig

MC (Mm/e) 404 (M*+1); 'H AMP (400MIy, CDCl3) & 4.70 (ag, 2H), 4.98 (gm, 1H), 7.16-7.56 (m, 7H), 8.00 (m,
1H), 8.18 (og , 1H), 8.28 (g, 1H), 8.43 (m, 1H), 8.60 (aa, 1H).

MNMPUKIAL 41

N-(4-TigpokcnxpomaH-7-inmeTnn)-2-(NipuanH-3-ToKCK)HIKOTUHaMIg

Tnn. 134-136°C; EnemeHTHuUi aHania pospaxoBaHo Ans C,4HigN3O,4: C, 66.83; H, 5.07; N. 11.13. 3naiigeHo:
C, 66.50; H.4.90; N, 11.60.

MPUKIAL 42

N-[4-(1-FigpokenunknobyTnn)6eHann]-2-(NipnanH-3-inokcm)HikoTMHamIg

Tnn. 116-118°C; EnemeHTHui aHania pospaxoBaHo ans C ooHo1N3O3z: C, 70.83; H, 5.64; N, 11.19. 3HaligeHo:
C,70.41;H,567; N, 10.97.

MPUKIAL 43

N-[4-(1-Figpokcnnpon-2-iHin)6eHann]-2-(nipuanH-3-inokcn)HikoTMHamig

MC (m/e) 360/344 (M*+1); 'H AMP (400 Mru, CDCls) & 4.69 (g, 2H), 5.19 (m, 1H), 7.15-7.53 (m, 8H), 7.99
(m, 1H). 8.18 (aa, 1H), 8.35 (oA, 1H), 8.49 (g, 1H), 8.63 (oA, 1H).

MPUKIAL 44

N-[3-Xrnop-5-(1-rigppokcu-1-meTnneTun)TiodeH-2-TMeTun]-2-(NipuanH-3-inokcn)HikoTuHamig

Tnn. 74-76°C; EnemeHTHUIn aHania pospaxoBaHo ansa C1gH1gN3O3SCl: C, 56.50; H, 4.49; N, 10 40. 3HangeHo:
C, 56.79; H, 4.68; N, 9.64.

MPUKNAL 45
2-(MNipnanH-3-inoken)-N-(1-TioheH-2-ineTun)HikoTuHamig,
0o nepewmiwyemoi cycneHsii  2-(NipuguH-3-inokcn)HikotnHoBoi  knucnotn  (0.300rpam, 1.39mmonb) i NMM

(0.155rpam, 1.53mmornb) B cyxoMy meTuneHxnopuai (15mn) npu Temnepartypi -10°C gopasanu i306yTunxnopdopmiart
(0.208rpam, 1.53mmonb). Yepes 20 xsunuH npu -10°C popasanu 1-tiodeH-2-inetunamid (0.195rpam, 1.53mmonk) i
CyMill MOCTYMOBO HarpiBann A0 KiMHaTHOI TemnepaTypu Ha npoTtasi Hodi. Cymiw possogunu 200Mn eTtunauerary,
npomuanu 1N po34mMHOM rigpokcmay HaTpilo | BOAOK, CYLINNKN Hag cynbdaTtomM MarHito, dinbTpyBanu i KOHLEeHTpyBanu,
OLEPXKYIOUM Macho, ke oYullany 3a SONOMOrol xpomartorpadii Ha cunikaresni, BUKOPUCTOBYIOYMN B SKOCTI erloeHTY
cymiw 5% MeTaHon/MeTUNeHXNopua, OdepXKyluu TBepay peqoBuHY. [lepekpucranisoByBanmu 3 CyMmilli
eTunayeTat/rekcaH ogepxkyto4mn 6iny Teepgy pedvoBuHy (0.191r). Tnn. 90-92°C; EnemMeHTHUIA aHanis po3paxoBaHo ans
C47H1sN30,S: C, 62.75; H, 4.65; N, 12.91. 3HainpeHo: C, 62.51; H, 4.69; N, 13.10.

Cnonykn onucaHi B MPUKIAOAX 46-47 opepxyBanu BignosigHo Ao metoauku onucanin B MPUKNALI 45
3aMiHtoloun 1-TiodpeH-2-ineTunamid BignosigHUM amiHOM. Yac npoBefeHHA peakuii nexas y mexax Big 1 4o 24 roguH.

MPUKNAL 46

(8)(+)-2-(MipnaunH-3-inokcun)-N-(1-TiodpeH-2-ineTun)HikoTuHamig

Tnn. 196-198°C; EnemeHTHWi aHania pospaxoBaHo ana C 17HisN3O,SeHCI: C, 56.43; H, 4.46; N, 11.61.
3HanpgeHo: C, 59.48; H, 5.49; N, 10.04. Ap=+28.3° (C=0.2, meTaHon).

MPUKNAL 47

(R)(-)-2-(MipngunH-3-inokcun)-N-(1-TiodbeH-2-ineTun)HikoTnHamig

Tnn. 197-199°C; EnemeHTHWiA aHania pospaxoBaHo Aana Ci7H 5N3O2S-HCI: C, 56.43: H, 4.46; N, 11.61
3HanpgeHo: C, 57.55; H, 5.12; N, 10.62. Ap=+17.9° (C=0.1, meTaHon).

MPUKNAL 48
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2-(5-XnopnipnamnH-3-inokcn)-N-(4-meTnndeHann)HikoTuHamig

0o nepemiwyemoro posdnHy  2-(5-xnop-nipmanH-3-inokcu)HikotnHoBoi  kucrnotn  (0.180rpam, 0.78Mmonb),
4-meTunbeHsmnamid (0.104rpam, 0.86mmonb) i 1-rigpokcnbensoTpuasonrigpaty (0.116rpam, 0.86MMonb) B Cyxomy
anmeTtundgopmamigi (5mn) gogasanu rigppoxnopua 1-(3-(ammeTunamiHo)nponin)-3-etunkapbogiimioxnopug (0.165rpam,
0.86MMonb) | ogepkaHMini po3vnH nepemilyBanu Ha npoTasi 18 rognH. Cymiw Bunusanu y 100 mn Boaw i ekcTparyBanu
eTunayetatoM. O6'eqHaHi opraHiyHi eKCTpakT MPOMUBAENM BOLOK | HACMYEHUM BOAHWM PO3YMHOM XIOopuay HaTpilo,
cywmnu Hag cynbdaTom marHito, dinsTpyBanu i KOHUEHTPYBanu, ogepXyloun Macro, fKke o4ullianu 3a AOMNOMOror
Xpomatorpadii Ha cunikareni, BWKOPUCTOBYIOMM B HKOCTI enoeHTy cymiw 5% mMeTaHon/meTuneHxmopug.
[MepekpucTanisoByBanu 3 CyMmilli eTunaueTaT/rekcaH ogepXytoumn ceitno-poxesi kpuctanu (0.211r). Tnn. 119-121°C;
EnemeHTHWI aHanis pospaxoBaHo ana C 49H¢gN3O,Cl: C, 64.50; H, 4.56; N, 11.88. 3HangeHo: C, 64.44; H, 4.47;
N, 11.94.

Cnonykn onucadi B MPUKIAOAX 49-60 opepxyBanu BignosigHo Ao Metogauku onucanin B MPUKNALI 45
3aMiHo4UM 4-MeTUNOeH3nNamiH BignoBigHMM amMiHoM. Yac npoBeaeHHs peakuii nexxae y mexax Big 1 4o 24 roguH.

MPWKNAL 49

2-(5-XnopnipngunH-3-inokcun)-N[1-(5-xnopTiogeH-2-in)eTun)HikoTnHamig

Tnn. 110-112°C; EnemeHTHWIA aHania pospaxoBaHo ana C 47H44N30,SCl,: C, 51.66; H, 3.57; N, 10.63.
3HangeHo: C, 51.49; H, 3.51; N,10.41.

MPWKNAL 50

2-(5-XnopnipngunH-3-inokeun)-N-[1-(5-meTunTtiodeH-2-in)eTunHikoTuHamig,

Tnn. 75-77°C; EnemeHTHUI aHania pospaxoBaHo ans C1gH1gN3Oo,SCl: C, 57.83; H, 4.31; N, 11.24. 3HangeHo:
C, 57.88; H, 4.42; N,11.42.

MPUKNAL 51

2-(5-XnopnipngunH-3-inokeun)-N-(5-xnopTiodeH-2-inMeTun)HikoTuHamig

Tnn. 125-127°C; EnemeHTHWIA aHania poapaxoBaHo ans C 416H41N3O,SCly; C, 50.54; H, 2.92; N, 11.05.
3HanpgeHo: C, 50.42; H, 2.99; N, 11.07.

MPWKNAQL 52

2-(5-XnopnipugmnH-3-inokcn)-N-(5-metuntio®en-2-inMeTun)HikoTMHamig

Tnn. 81-83°C; EnemeHTHUI aHania poapaxoBaHo anga C417H14N303SCl: C, 56.75; H, 3.92; N, 11.68. 3HangeHo:
C, 56.94; H,4.07; N, 11.19.

MPWKNAL 53

2-(5-XnopnipnaunH-3-inokcun)-N-(5-meTundypaH-2-inMeTun)HikoTuHamig,

Tnn. 103-105°C; EnemeHTHUA aHania pospaxoBaHo Ans C47H44N3O03Cl: C, 59.40; H, 4.10; N, 12.22. 3naiigeHo:
C, 59.50; H, 4.15; N, 12.08.

MPWKNAL 54

2-(5-XnopnipnamnH-3-inokcun)-N-(3-meTunTtiocben-2-inmeTun)HikoTMHamig

Tnn. 115-117°C; EnemeHTHUM aHania pospaxoBaHo ans C 47H44N3SO,Cl: C, 56.75; H, 3.92; N, 11.68.
3HanpeHo: C, 56.75; H, 4.02; N, 11.37.

MPWKNAL 55

2-(5-XnopnipnanH-3-Tokcn)-N-(4-xnopTioheH-2-inmeTun)HikoTuHamig

Tnn. 94-96°C; MC (wm/e) 380/382 (M*+1).

MPWKNAL 56

N-BeH3so[b]tiodpeH-2-inmeTnn-2-(5-xnopnipnanH-3-inokcu)HikoTUHaMIg,

Tnn. 160-162°C; EnemeHTHUN aHania pospaxoBaHo ans C o,oH¢4N3SO,Cl: C, 60.68; H, 3.56; N, 10.61.
3HangeHo: C, 60.90; H, 3.67; N,10.49.

MPWKNAQL 57

N-(5-XnopdypaH-2-inmeTtunn)-2-(5-xnopnipnanH-3-iriokcn)HikoTMHamig

Tnn. 111-113°C; EnemeHTHWii aHania pospaxoBaHo ana C 41gH14N3O3Cl: C, 52.77; H, 3.04; N, 11.54.
3HanpgeHo: C, 53.04; H, 3.16; N, 11.21.

MPWKNAL 58

2-(5-XnopnipngnH-3-Token)-N-(LnKrorekCUIMeTu)HIKoTUHaMIg,

Tnn. 95-97°C; EnemeHTHWI aHania pospaxoBaHo gna C 4gHooN3O,Cl: C, 62.52; H, 5.83; N, 12.15. 3HaligeHo:
C, 62.51; H, 5.80; N, 12.10.

MPWKNAL 59

2-(5-XnopnipnanH-3-token)-N-(4-(1-rinppokcn-1-meTnneTun)beHann)-HikoTuHamig,

Tnn. 76-80°C; EnemeHTHWIA aHania pospaxoBaHo Ana C o4HyoN3O3Cl: C, 63.40; H, 5.07; N, 10.56. 3naiigeHo:
C, 63.24; H, 5.00; N. 10.33. f

MPWKNAL 60

N-[3-Xrnop-5-(1-rigppokcu-1-meTrnneTun)TiodeH-2-inmeTun)-2-(5-xmnopnipnanH-3-inokCcn)HikoTUHaMIg,

Tnn. 72-74°C; EnemeHTHUi aHania pospaxoBaHo ans C 4gH47N303SCly: C, 52.66; H, 3.91; N, 9.59. 3naiigeHo:
C, 50.27; H, 4.10; N, 9.01.

MPUKNAL 61
N-(5-XnopTtiodeH-2-inmeTun)-2-(4-pTopdheHoKcn)HikoTMHamig
[o nepemillyemoro PO34MHY 2-(4-pTOpdHEHOKCH)HIKOTUHOBOT KMCIoTH (0.200rpam, 1.02MmmonNk),

C-(5-xnop-tiodeH-2-in)metunamid (0.151rpam, 1.02mmonb) i 1-rigpokcnbensoTprasonrigpaty (0.138rpam. 1.02mMmorb)
B cyxomy aumetundopmamigi  (3mn) pgopmaeanu  rigpoxnopug  1-(3-gumeTtmnamiHo)nponin)-3-eTunkap6ogiimia
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(0.212rpam, 1.11MMONb) | ogepKaHWn PO3YMH NepemillyBanu Ha npoTasi Houi. Cymiw Bunueanm y 100mn Bogwm i
eKkcTparyBanu etunauetatom. O6'egHaHi opraHidHi ekcTpaktu npomueanu with 1IN posdnHom NaOH, Bogoto i
HacM4YeHUM BOAHWUM PO3YUHOM XITOPWAY HATpilo, CyWWnu Hag cynbdatoM MarHio, dinsTpyBanu i KOHLUEHTpyBanu,
OLEPXKYIOUM Macho, ke oYULlann 3a SONOMOrol xpomarorpadii Ha cunikarerni, BUKOPUCTOBYIOHYM B SIKOCTI eroeHTy
cymiw 30% etunaueTat/rekcaH. [lepekpucranisoByBanu 3 cymiwi eTwnauyetat/rekcaH, ogepxytoun 6iny TBepay
peyvoBuMHy (0.216r). Tnn. 91-93°C; EnemeHTHMIN aHania pospaxoBaHo Ans C 47H1oN,O,SFCI: C, 56.28; H, 3.33; N,
7.72. 3HangeHo: C, 56.34; H, 3.36; N, 7.41.

Cnonykn onucadi B MPUKITAOAX 62-91 opepxyBanv BignosigHo Ao MeTtoaukm onucadin B TMPUKIALI 61
3amiHtotoun C-(5-xnopTiodeH-2-in)MeTunamiH BignoBigHUM amiHOM. Yac npoBedeHHs peakuii nexasB y Mexax Big 1 oo
24 roguH.

MPUKNAL 62

N-(4-XnopTtiodeH-2-inmeTun)-2-(4-pTopdheHoKcn)HikoTMHamig

Tnn. 99-101°C; EnemeHTHMIA aHania pospaxoBaHo ana C417H1oN>,SOLFCI: C, 56.28; H, 3.33: N, 7.72. 3HaligeHo:
C, 56.40; H, 3.38; N, 7.60.

MPWKNAL 63

N-(5-XnopdypaH-2-TmeTnn)-2-(4-hTopdheHOKCH)HIKOTUHaMIS,

Tnn. 116-118°C; EnemeHTHUI aHania pospaxoBaHo Ans C47H4oN,O3zFCl: C, 58.89; H, 3.49; N, 8.08. 3HaiigeHo:
C, 59.07; H, 3.53; N, 7.97.

MPWKNAL 64

N-(2,3-OnpTopbeHann)-2-(4-pTopheHOKCU)HIKOTMHAMIL

Tnn. 71-73°C; EnemeHTHMI aHania pospaxoBaHo ansa C4sHi3No,OoF3: C, 63.69; H, 3.66; N, 7.82. 3Haligero: C,
63.60; H, 3.64; N, 7.70.

MPWKNAL 65

N-BeH3ao[b]riodeH-2-inmeTnn-2-(4-pTopdeHoKCn)HikoTUHaMIg

Tnn. 109-111°C; EnemMeHTHMI aHania pospaxoBaHo ana CoqH4sNoO,SF: C, 66.65; H, 4.00; N, 7.40. 3HaiigeHo:
C, 66.52; H, 4.02; N, 7.24.

MPWKNAL 66

N-(3,5-OndpTopbeHann)-2-(4-OTopdpeHoKCn)HikoTUHaMIg,

Tnn.116-118°C; EnemeHTHWIA aHanis pospaxoBaHo ans C 1sH13N,OoF3: C, 63.69; H, 3.66; N, 7.82. 3HaiigeHo:
C,65.57; H,4.24; N, 7.73.

MPWKNAL 67

2-(4-PTopdeHoken)-N-(2,4,6-TpndTopbeH3nN)HIKoTHHaMIS,

Tnn. 128-130°C; EnemeHTHWI aHania pospaxoBaHo ana C9H4oNoO5F4: C, 60.64; H, 3.21; N, 7.44. 3HaligeHo:
C, 60.83; H. 3.15; N, 7.25.

MPWKNAL 68

N-(3,4-OuxnopTio®eH-2-inmeTnn)-2-(4-cbTopdeHoKCH)-HiKoTMHamIa

Tnn. 132-134°C; EnemeHTHWM aHania pospaxoBaHo ana C 47H44No.SO,CIlF: C, 51.40; H, 2.79; N, 7.05.
3HanpgeHo: C, 51.36; H, 2.86; N, 7.05.

MPWKNAL 69

N-(3-XnopTio®eH-2-inmeTnn)-2-(4-hTopdheHOKCH)HIKOTUHaMIS,

Tnn. 134-136°C; EnemeHTHUN awHania pospaxoBaHo ans C 47H4oNoSO,CIF: C, 56.28; H, 3.33; N, 7.72.
3HanpeHo: C, 56.17; H.3.30; N, 7.70.

MPWKNAL 70

N-(2-Xnop6eH3ann)-2-(4-pTopOeH3NNOKCU)HIKOTMHAMIL

Tnn. 64-66°C; EnemeHTHWIiA aHania pospaxoBaHo Ana C ogH gN,O,CIF: C, 64.78; H, 4.35; N, 7.55. 3naligeHo:
C, 64.88; H, 4.36: N, 7.48.

MPUKNAL 71

2-(4-dT1opdheHokemn)-N-(1H-iHgon-5-inmeTun)HikoTHamIg

Tnn. 128-130°C; EnemMeHTHMI aHania pospaxoBaHo Ana CoqHqgN3O-F: C, 69.80; H, 4.46; N, 11.63. 3HangeHo:
C, 69.46; H.4.29; N, 11.55.

MPWKNAL 72

2-(4-dropcheHoken)-N-(4-HiTpobeHann)HikoTUHaMIg

Tnn. 155-157°C; EnemeHTHUI aHaria poapaxoBaHo Ans CqgHq4N304F; TH AMP (400 My, CDCl3) § 4.80 (m, J =
6.02 'y, 2H), 7.21 (m, 5H), 7.51 (m, 2H), 8.20 (M, 3H), 8.35 (wc, 1H), 8.65 (m, 1H).

MPUKNAL 73 .

2-(4-dT1opdheHoken)-N-(2-okco-2,3-gungpo-1H-ingon-5-imeTun)HikoTnHamig

Tnn. 180-182°C; EnemeHTHMI aHania pospaxoBaHo Ana CoqHqgN3OsF: C, 66.84; H, 4.27; N, 11.13. 3HangeHo:
C, 66.31; H, 4.31; N, 10.76.

MPWKNAL 74

2-(4-PTopdheHoken)-H-(2-okco-2,3-gurinpobeHsookcason-6-in)HikoTuHamig

Tnn. 289-291°C; EnemMeHTHWI aHania pospaxoBaHo ana C4gH¢oN3zO4F: C, 62.47; H, 3.31; N, 11.50. 3HangeHo:
C, 61.83; H, 3.08; N, 11.56.

MPWKNAL 75

ETtunosuii ectep 5-(([2-(4-PTopdheHoken)nipnanH-3-kapboHin]amiHo}meTnn)-1H-iHgon-2-kapOoHoOBOI KMCNOTH

Tnn. 185-187°C; EnemeHTHMI aHania pospaxoBaHo Ans Co4HooN3O4F: C, 66.51; H, 4.65; N, 9.98. 3HaligeHo:
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C, 66.61; H.4.66; N, 9.55.

MPUKNAL 76

N-(3,5-0unTpeTbyTnn-4-rinpokcndeHaunn)-2-(4-pTopdheHOKCH)HIKOTUHaMIA

Tnn. 45-47°C; EnemeHTHUI aHania pospaxoBaHo Ana Co7H31No,OzF: C, 71.98; H, 6.93; N, 6.22. 3HangeHo: C,
72.05; H, 7.08; N, 6.28.

MPUKNAL 77

2-(4-pTopdeHokem)-N-[4-(1-rippokcn-1-meTuneTun)beHann]HikoTuHamig,

Tnn. 106-108°C; EnemeHTHMI aHania pospaxoBaHo ansa C ,oHoyN,OzF: C, 69.46; H, 5.56; N, 7.36. 3HaligeHo:
C, 69.39; H, 5.48; N, 7.16.

MPUKNAL 78

2-(4-dTopcheHoken)-N-(4-rigpokcn-3,5-gumMeTunbeH3nn)HikoTMHamig

Tnn. 142-144°C; EnemeHTHUI aHania pospaxoBaHo ansa C,4HigN,OzF: C, 68.84; H, 5.23; N, 7.65. 3HaiigeHo:
C, 68.42; H.5.23; N, 7.61.

MPUKNAL 79

2-(4-dT1opdheHoken)-N-[5-(1-rigpokcn-1-meTun-eTnn)dypaH-2-TMeTUN]HIKOTUHaMIg

Tnn. 88-90°C; EnemeHTHUI aHania pospaxoBaHo ans C ogH4gNo,O4F: C, 64.86; H, 5.17; N, 7.56. 3HangeHo: C,
64.50; H, 4.99; N, 7.69.

MPUKNAL 80

N-[5-(1-ETun-1-rigpokcunponin)TiodeH-2-inmeTun]-2-(4-pTopdeHoKCH )HIKOTUHaMIg

Tnn. 95-97°C; EnemeHTHUI aHania pospaxoBaHo Ansa CooHo3N,O3SF: C, 63.75; H, 5.59, N, 6.76. 3Haligero: C,
63.42; H, 5.27; N, 7.07.

MPUKNAL 81

N-[4-Xrnop-5-(1-rigpokcu-1-meTuneTun)TiodheH-2-inmeTunn]-2-(4-propdeHoKCn)HikoTMHaMIg

Tnn. 115-117°C; EnemeHTHUR aHania pospaxoBaHo ans C ooH4gNoOsSCIF: C, 57.08; H, 4.31, N, 6.66.
3HanpgeHo: C, 57.03; H, 4.10; N, 6.75.

MPUKNAL 82

M-[1-(4-BpomdpeHineTnn]-2-(4-cbTopdheHOKCU)HIKOTUHaMIS,

Tnn. 120-122°C; 'H AMP (CDCl3) & 1.60 (3 H, g, J= 6.85 Tw), 525 (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-P1opdheHoken)-N-[4-(1-MeToKen-1-MeTnNeTUN)6eH3NM]HIKOTMHaMIg

EnemeHTHWii aHania poapaxoBaHo Ans C 3Hp3N,05F: MC (m/e) 395 (M*+1); 'H AMP (CDCl3) § 1.50 (6 H, ¢),
3.05(3H,c),472(2H,n,J=5.81Tw),7.1-7.4 (9H, m), 8.2 (9H, m), 8.65 (1 H, m).

MPUKNAL 84

N-[3-Xrnop-5-(1-rigppokcun-1-meTmuneTun)TiodheH-2-inmeTunn]-2-(4-dTopdeHoKeH)-HikoTMHamig

Tnn. 85-87X; EnemeHTHUN aHania pospaxoBaHo ansa C ,oHgN,O3SCIF: C, 57.08; H, 4.31, N, 6.66. 3HaiigeHo:
C, 57.30; H, 4.36; N, 6.46.

MPUKNAL 85

2-(4-P1opdheHoken)-N-[4-(1-rigpokcnynknobyTUNOGeH3NM)HIKOTUHaMIL,

Tnn. 95-97°C; EnemeHTHUI aHania pospaxoBaHo Ana Co3HoNo,OzF: C, 70.40; H, 5.39, N, 7.14. 3HangeHo: C,
70.28; H, 545; N, 7.03.

MPUKNAL 86

N-[2-Xnop-4-(1-rinpokcn-1-meTuneTun)beHann]-2-(4-hbTopdheHOKCU ) HIKOTUHaMIA

Tnn. 102-104°C; EnemeHTHUIA aHania pospaxoBaHo Ans CooHogNoO3zFCI: C, 63.69; H, 4.86. N, 6.75. 3HaiigeHo:
C, 63.69; H, 4.99; N, 6.72.

MPUKNAL 87

N-(4-AzeTnaunH-1-in6eHann)-2-(4-hTopdeHOKCH ) HIKOTUHaMIg,

Tnn. 128-129°C; EnemeHTHUI aHanis poapaxoBaHo ans CooHogN,OsF: C, 70.01; H, 5.34; N, 11.13. 3HangeHo:
C, 69.64; H, 5.27; N, 11.13.

MPUKNAL 88

2-(4-dTopdheHoken)-N-[4-(3-rigpokcnasetTnaunt-1-in)6eHann]HikoTuHamig

Tnn. 157-159°C; 'H AMP (CDCl3) § 2.08 (1 H, A, J = 7 Tu), 3.62-3.65 (2 H, m), 4.09-4.16 (2 H, m), 4.59
2 H g J=5Ty, 470475 (1 H, m), 642 2 H, g, J = 8 Iy, 7.07-724 (7 H, m), 803 (1 H, woe),
8.16-8.18 (1 H, m), 8.61-8.64 (1 H, m); MC (m/e) 394 (M*+1).

MPUKNAL 89

2-(4-dTopcheHoken)-N-(4-TponianH-1-inGeHsnn)HikoTuHaMmig,

Tnn. 127-128°C; 'H AMP (CDCl3) § 1.93-2.03 (4 H, m), 3.21-3.30 (4 H, m), 459 2 H, o, J = 5 Tw),
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-dTopcheHoken)-N-(4-ninepuamnH-1-inbeHann)HikoTuHamig

Tnn. 118-119°C; 'H AMP (CDCl3) s 1.51-1.74 (6 H, m), 3.09-315 (4 H, m), 461 2 H, o, J = 5 T,
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 H,m); MC(m/e)406(M *+1).

MPUKNAL 91

2-(4-dropcheHokcn-N-(4-MopdoniH-4-inGeHann)HIkoTUHamig
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Tnn. 163-165°C; EnemeHTHWIN aHania pospaxoBaHo Ana Co3HosN3OsF: C, 67.80; H, 5.44; N, 10.31. 3HangeHo:
C,67.42; H, 5.38; N, 10.37.

MPWKNAL 92

2-(4-P1opdheHoken)-N-[4-(4-okconinepnanH-1-in)6eHsnn]HikoTUHaMIg

HeounweHnii npogykT rigponisyBann Oo KeTanto obpobnsatoun woro 2:5 BogHMM 1 N posvmMHOM XropBOZHEBOT
KMCNoTK ; TeTparigpodypaH i KMN'aTUNM i3 3BOPOTHIM XONOAWSIBHUKOM MPOTAroM 2 OHIB; MiCns 3aBeplUeHHs peakwil
cymiw posginanu mik EtOAC i HacM4eHUM BOOHWM PO3YUHOM rigpokapOoHaTy HaTpilo, OpraHidHWMin Wap Cylwunu Hag
cynbaToM MarHito i po34MHHUK BigraHsnu nig Bakyymom Tnn. 138-139°C; EnemMeHTHUR aHanis po3paxoBaHo Ans
Co4Ho3N3O3F: C, 68.72; H, 5.29; N, 10.02. 3HarigeHo: C, 68.60; H, 5.22; N, 10.01.

MPWKNAL 93

2-(4-OTopdeHokcn)-N-(4-[(2-rigpokecn-2-MeTUNNponin)MeTUIamiHo]6eH3nm}-HiKkoTMHaMig,

H AMP (OMCO-d®) s 1.04 (6 H, ¢), 298 (3 H, ¢), 332 (2 H, ¢), 401 (2 H, a, J = 6 '), 7.01-7.11 (2
H, m), 7.06-7.25 (7 H, M), 8.07-8.16 (2 H, M), 8.85 (1 H, T, J = 6 T'y); MC (m/e)424 (M*+1).

MPWKNAL 94

2-(4-dTopdeHoken)-N-[4-(2-meTun[1,3]aiokconaH-2-in)6eHann]HikoTMHaMig,

Tnn. 76-80°C; MC (wm/e) 408 (M™).

MPWKNAL 95

N-(1.4-Oiokcacnipo[4.5]aeu-8-inmeTun)-2-(4-dpTopdeHOKCH)HIKOTUHaMIA

Tnn. 88-90°C; MC (w/e) 487 (M*+1).

MPWKNAL 96

N-(4,5-OuxnopTtiodeH-2-inmeTnn)-2-(4-pTopdeHOoKCH)HIKOTUHaMIg

Tnn. 127-129°C; EnemeHTHWW aHania pospaxoBaHo gna C17H 44N,O,FSCl,: C, 51.40; H, 2.79; N, 7.05.
3HanpeHo: C, 51.65; H, 3.01; N, 6.93.

MPWKNAL 97

N-(3.5-OunxnopTtio®eH-2-inmeTnn)-2-(4-pTopdheHOKCU)HIKOTMHAMIS

Tnn. 132-134°C; MC (m/e) 397 (M™).

MPWKNAL 98

2-(5-XnopnipngunH-3-inokcun)-N-unknonponinMeTunHikoTuHamig

0o nepemiwyemoro posumHy 2-(5-xnopnipnauH-3-inokcn)HikotTuHoBoi  kucrotu  (0.200rpam,  0.88mmonb),
rigpoxnopuay amiHometunuuknonponaHy (0.094rpam, 0.88mmonk), TpuetunamiHy (0.089rpam, 0.88mmonb) i
1-rippokcnbensoTpuasonrigpaty (0.119rpam, 0.88mMmonb) B cyxoMmy aumetuncdopmamigi (3mn) aogaeanuv rigpoxnopug
(1-(3-gumeTunnamino)nponin)-3-etunkapoogiimia  (0.164rpam, 0.96MMonb) i odepkaHWW pPoO3YMH NepemillyBann Ha
npoTasi Houi. Cymiw Bunusanu y 100mMn Bogu i ekcTparyBanu etunauetatom. OO6'eqHaHi opraHivHi ekcTpakTu
npomuBanu 1N posdnHom NaOH, Bogow i HacU4YeHMM BOOHWM PO3YMHOM XJIOpuAy HaTpilo, CylwunuM Hag cynbdatom
MarHito, pineTpyBanu i KOHUEHTPYBanu, O4epKyto4M Macro, ke oduLLany 3a JONOMOrol XxpomaTtorpadii Ha cunikareni,
BUKOPUCTOBYIOMM B HAKOCTI ernoeHTy cymiwl 2.5% meTaHon/metuneHxnopug. [lepekpucranizoByBanyM 3 CyMilli
eTunayeTat/ rekcaH ogepxytoun 6iny TBepay pedvoBuHy (0.163r). Tnn. 105-107°C; EnemMeHTHUA aHania po3paxoBaHo
ana CysH4N3O05Cl: C, 59.31; H, 4.65; N, 13.83. 3HanpgeHo: C, 59.41; H, 4.68; N, 13.44.

MPWKNAL 99

2-(3-LliaHo-4-dpTopdheHoken)-N-[2-bTop-4-(1-rigpokcn-1-meTnneTnn)oeH3nn]-HikoTuHamig

OpepxyBanu 3 2-(3-uiaHo-4-pTOpPEHOKCU)HIKOTUHOBOI KUCHOTU | 2-(4-aMiHOMeTun-3-pTopdeHin)nponaH-2-ony
BiANOBIOHO 3 MeTOAMKO, aHarorivHo 4o BukopucTaHoi B NMPUKNALI 318

Tnn. 157-159°C, MC: m/e 422 (M*+1)

MPWKNAL 100

BeHaunoBuii  ectep  2-(5-xnopnipuanH-3-inoKCM)HIKOTUHOBOT  kncnotn Y 15mn konmby  3aBaHTaxyBanum
2-(5-xnopnipnanH-3-inokcu)HikotnHoso!  kucrnotn  (0.056rpam, 0.22mmonb), ©eHaunoBoro cnupty  (0.052rpam,
0.44mmonb), 4-DMAP (-3;mr), rigpoxnopug 1-(3-gumeTunamiHonponin)-3-etunkap6ogiimigy (0.048rpam, 0.25Mmonb),
pieTunoBoro edipy (4mn) i nipuavHy (1mn) i ogep)kaHMin po34uH NepemillyBany npu KiMHaTHIA TemnepaTypi. Yepes 1
rOAWHY CyMill KOHLEHTpyBanu nig BakyyMoM i ouunllani 3a Aonomorolo xpomarorpaddii Ha curnikareni, BAKOPUCTOBYIOHUN
. B AKOCTi enoeHTy cymiw 9/1 etunauetar/rekcaH, ogepxytodn 0.060 r BkazaHOI B 3arofloBKy CMOMyku, y BUrMNSAAQi
6e3bapBHOro Macrna. EneMeHTHUI aHanis poapaxoBaHo Ans C 4gH;3CIN,O5: MC m/z [M+] 341; "H AMP (CD50D)
4.58 (c, 2H), 7.45 (m, 7H), 7.71 (¢, 1 H), 8.28 (M, 2 H), 8.38 (m, 2 H).

Cnonykn onucaHi B NMPUKITAOAX 101-102 ogepxyBanu BignosigHo Ao metoguku onucain B MPUKIALI 100
3aMiHto4YM BEH3UMOBUI CNUPT BigNOBIAHMM CnMpPTOM. Yac NnpoBedeHHs peakuii nexas y Mexax Big 1 4o 6 roguH.

MPUKNAL 101

4-OTopbeHannoBuii ectep 2-(5-xnopnipmaunH-3-inokcu)HIKOTUHOBOI KMCNOTK

EnemeHTHWi aHania pospaxoBaHo ans C 1gH1oN,05CIF; MC m/z [M+] 359; 'H AMP (CD5;0D) § 4.56 (c, 2H),
7.88 (M, 2H), 7.29 (M, 2 H), 7.47 (m, 2 H), 7.72 (¢, 1 H), 8.37 (m, 3 H).

MPWKNAQL 102

3,5-0ugpTopbeHsun ectep 2-(5-xrnopnipuanH-3-iNnoKcn)HIKOTUHOBOI KUCNOTH

EnemeHTHWii ananis poapaxosaHo ans C 4gHq(N,O3CIF2; MC m/z [M+] 377; 'H AMP (CD5;0D) § 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).

MPWKNAQL 103 .

2-(4-dTopcheHoken)-N-(4-rigpoKkcnBeH3nn)HIKoTuHaMig,
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PoaunH 1M GopTpubpomigy (1.7mMn, 1.7Mmonb) B MeTuneHxiopuai gogasanu NpoTAroM 2 XBUMUH OO PO3YUHY
2-(4-cpTopdpeHoken)-[N-(4-meTokenbeHann)HikoTuHamigy (0.200rpam, 0.568MmMonb) B CyxOoMy MeTUReHxnopuai npwu
Temnepatypi -78°C. Ogep:kaHy CycneHsito NoCcTyNoBO Harpisanu 4o KiMHaTHOT TeMnepaTypu Ha NpoTasi Houi. PeakuinHy
cymiw racunu Bogoto (5mn) i poseoaunu etunauetatom. OpraHidHWiA Wwap inbTpyBanu, npoMuBanv Boaok i
Hacu4yeHMM BOOHUM PO3YMHOM XJIOpUAYy HaTpilo, CylUnu Hap cynbdartoM HaTpilo, dinbTpyBanu i KOHUEHTpyBanv Ao
Macna, sike o4uLlanu 3a SONOoMOro Xpomarorpadii Ha cunikareni, BUKOPUCTOBYIOUN B AKOCTI entoeHTy cymiw 60%
eTunayeTat/rekcaH. epekpucTanisoByBanu 3 cymiwi eTunauetat/rekcaH, ogepxytodmn 6ini kpuctanu (0.058r) Tnn.
185-187°C, EnemeHTHMI aHania pospaxoBaHo ansa C4gHsN>OsF: C, 67.45; H, 4.47; N, 8.28. 3HanpeHo: C, 67.24;
H, 4 45; N, 8.28.

Cnonyky onucany B NMPUKITALI 104 ogepxxyBanu BignoBigHo Ao metoanku onucadin B NMPUKNALI 103 3amiHtotoun
2-(4-cpTopdpeHoken)-N-(4-meTokenBeH3nN)HIKOTMHAMIO BiANOBIGHUM eTepoM. Yac npoBedeHHs peakuil nexas y Mmexkax
BiOo 1 0o 24 roguH.

MPUKNAL 104

N-(4-ippokcnbeHnann)-2-(nipnanH-3-inokcm)HIkoTUHaMIg

Tnn. 156-158°C; EnemeHTHui aHania pospaxoBaHo ans C gHsN3;O5: C, 67.28; H, 4.70; N, 13.08. 3HaligeHo:
C, 66.86; H, 4.57; N, 12.89.

MPUKNAL 105

2-(3-HitpodeHokcn)-N-[4-(2,2,2-TpnbTopeToKcn)beH3nn]HikoTuHamig,

[o nepemillyemoro pPO34MHy 2-(3-HiTpOoheHOKCU)HIKOTUHOBOI KMCroTu (0.200rpam. 0.77Mmorb),
4-(2,2,2-TpucptopeTokcn)beHannaminy  (0.173rpam, 0.85mmonb) | 1-rinpokcubeHsoTpuasonrigpaty  (0.125rpam,
0.92mmonb) B cyxomy anmetundopmamigi (4mn) aonaesanu rigpoxnopug

1-(3-gumeTunamino)nponin)-3-etunkapbogiimiaxrnopug (0.192rpam, 1.00MMonb) | ogepkaHnin po3YMH NepeMillyBani Ha
npoTsa3i Houi. Cymiw po3sogunu 50mn Boawu i ekcTparyBanu etunauetatom. O6'eaHaHi opraHiyHi ekcTpakTu NpoMuBan
with 1N posunHom NaOH, Bogoto i HacM4eHUM BOGHMM PO34MHOM XJIOpUAY HaTPIlo | KOHLEHTPYBanu oaepXytoun KoBTY
TBEPAY PEYOBUMHY, AKY ouMLlanu 3a OOMNOMOrok xpomartorpadii Ha cunikareni, BUKOPUCTOBYHOUN B SKOCTI eMeHTY
cymiw 35% meTaHon/mMeTuneHxropua. NepekpuctanisoByBanu 3 cyMilwi eTunaueTat/rekcaH, ogepxytodn 6iny Teepay
pevoBuMHy (0.340r). Tnn. 90-92°C; EnemeHTHWI aHania pospaxoBaHo ana C ,4HigN3OsF3: C, 56.38; H, 3.60; N,
9.39. 3HanpgeHo: C, 56.35; H, 3.60; N, 9.47.

Cnonyku onucaHi B NMPUKITAOAX 106-109 ogepxxyBanu BignosigHo Ao metoguku onucadin B MPUKIALI 105
3amiHoun 4-(2,2,2-TpudTopeTokcn)beH3nnamii BignoBigHUM amiHoM. Yac npoBedeHHs peakuii nexxas y mexax Big 1
0o 24 roguH.

MPUKNAL 106

2-(3-HitpodeHoken)-N-(2-okco-2.3-gurigpo-1H-ingon-5-inmeTnn)HikoTuHamig

Tnn. 190-192°C; EnemeHTHuUi aHania pospaxoBaHo ans C,1H4gN4Og C, 62.17; H, 3.99; N, 13.85. 3HaligeHo:
C, 62.24; H.4.12; N, 13.73.

MPUKNAL 107

N-[4-(1-Figpokcn-1-meTnneTnn)benann]-2-(3-HiTpodeHoKCn)HikoTHaMIg,

Tnn. 43-45°C; EnemeHTHUIA aHania pospaxoBaHo ans CooHo1N3Og: C, 64.86; H, 5.20; N, 10.31. 3HangeHo: C,
64.14; H.5.19; N, 10.23.

MPUKNAL 108

N-(4-Figpoken-3,5-anmeTnnoeHann)-2-(3-HiTpodeHoKCH ) HIKoTUHaMIg,

Tnn. 128-130°C; EnemeHTHWiA aHania pospaxoBaHo Ans C ,4HigN3Og C, 64.12; H, 4.87; N, 10.68. 3naiigeHo:
C, 63.86; H.4.71; N, 10.90.

MPUKNAL 109

N-(5-XnopTtiodeH-2-inmeTnn)-2-(3-HiTpodeHOKCH)HIKOTUHaMIS,

Tnn. 115-117°C: EnemeHTHUM awnania pospaxoBaHo Ans C 47H¢oN3O0O4SCI: C, 52.44; H, 3.11; N, 10.80.
3HanpgeHo: C, 52.35; H, 3.05; N, 10.78.

MPUKNAL 110

N-(2-Xnop6eH3ann)-2-(3-HiTpoheHOKCH ) HIKOTUHaMIL

[o nepemiwyemoro po3ynHy 2-(3-LiaHogheHOoKCH)HIKOTUHOBOT kncnoTth (0.085rpam. 0.35mMmonb), 2-xnopbeHannamiHy
(0.055rpam, 0.38mmonb) i 1-rigpokcmbensoTpuasonrigpaty (0.057rpam, 0.42mMmonb) B cyxoMy AuMMeTundopmamiai
(5mn) popaeanu rigpoxnopug (1-(3-aumeTtunamido)nponin)-3-etunkapGogiimigy (0.046rpam, 0.87Mmonb) i ogep:KaHuii
PO34MH MepemillyBanu Ha npoTasi Houdi. Cymiw possogunu 50mn Bogw i ekcTparyBanu etunauetatom. O6'egHaHi
opraHiyHi ekctpakT npommeanu 1N posuynHom NaOH, Bogoto i HaCMYeHUM BOOHUM PO3YMHOM XITOpUay HaTpito, CyLInnun
Hag cynbdaToMm MarHito, inbTpyBanu i KOHUEHTPYBanu, ogepXytodu Oiny TBepdy PeYOoBUHY, AKY ouWuwanu 3a
aonomorok xpomarorpadpii Ha cunikareni. MNepekpucTanisoByBanu 3 cyMmilWi eTunauetart/rekcaH ogepxyoun 6iny
TBepay pedoBuHy (0.067r). Tnn. 135-137°C; EnemeHTHUI aHania pospaxoBaHo Ans C ,oH44N30,Cl: C, 66.03; H,
3.88; N, 11.55. 3HaipgeHo: C, 65.40; H, 3.89; N, 11.50.

Cnonykn onucani B NMPUKITAOAX 111-117 ogepxyBanu BignosigHo Ao metoauku onucadin B MPUKIALI 110
3aMiHtooumM 2-xropbeHsnnamii BignoBigHMM amiHoM. Yac npoBefeHHa peakuii nexas y Mexax Big 1 0o 24 roguH.

MPUKNAL 111

N-(5-XnopTtiodeH-2-inmeTnn)-2-(3-uiaHoeHOoKCU)HiIKoTUHaMmIg

Tnn. 145-147°C: EnemeHTHUN aHania pospaxoBaHo ans C 4gH¢oN3O,CIS: C, 58.46; H, 3.27; N, 11.36.
3HanpeHo: C, 58.43; H, 3.06; N, 11.30.

MPUKNAL 112
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2-(3-LiaHodeHoken)-N-(2-okco-2,3-gurigpo-1H-ingon-5-inmeTnn)HikoTuHamig

Tnn. 197-199°C; EnemeHTHuUi aHania pospaxoBaHo Ans C ooHigN4O3: C, 68.74; H, 4.20; N, 14.58. 3naiigeHo:
C, 67.71; H, 4.09; N, 14.50.

MPUKNAL 113

2-(3-LliaHodeHoken)-N-[4-(1-rigpokcn-1-meTuneTnn)6eH3nn]HikoTuHamig

Tnn. 97-99°C; EnemeHTHUI aHania pospaxoBaHo ans Co3Ho1N3Oz: C, 70.30; H, 5.46; N, 10.85. 3HangeHo: C,
70.43; H, 5.39; N, 10.75.

MPUKNAL 114

N-[3-Xrnop-5-(1-rigpokcn-1-meTuneTun)TiodheH-2-inmeTnn]-2-(3-uiaHodeHoKeH)-HikoTMHamig

Tnn. 71-73°C; EnemeHTHWIA aHania pospaxoBaHo ansa C,4H4gN3O03SCl: C, 58.95, H, 4.24; N, 9.82. 3HangeHo: C
58.97; H, 4.19; N, 9.67.

MPUKNAL 115

2-(3-LliaHogeHoken)-N-[4-(1-rigpokcnunknobyTnn)0eH3nnHikoTMHaMIg

Tnn. 161-163°C; EnemeHTHuiA aHania pospaxoBaHo Ans C ,gHo1N3O3: C, 72.17; H, 5.30; N, 10.52. 3naiigeHo:
C, 72.23: H, 5.13; N, 10.46.

MPUKNAL 116

N-[2-Xnop-4-(1-rippokcn-1-meTunetun)beHann]-2-(3-uiaHopeHoKCH ) HIKOTUHaMIL,

Tnn.121-123°C; EnemeHTHWI aHanis pospaxoBaHo AnsA C ,3H,oN3;O3Cl: C, 65.48; H, 4.78; N, 9.96. 3HangeHo:
C, 65.35; H, 4.89; N, 9.83.

MPUKNAL 117

2-(3-LliaHodeHoken)-N-(1-ynknorekcmn-3-etun-1H-iHgason-5-inmetan)HikoTuHamig

Tnn. 56-58°C: 'H AMP (400Mry, CDCls) & 1.20-2.10 (m, 13H), 2.95 (k, J = 7.68 Ty, 2H), 4.30 (m, 1H), 4.80
(@, J =5.81 Ty, 2H), 6.05 (m, 1H), 7.10-7.70 (m, 8H), 8.0 (wc, 1H), 8.20 (m, 1H), 8.70 (m, 1H).

MPUKNAL 118

N-(2-Xnop©6eH3nn)-2-(3-anMeTrnnamMiHopeHOKCU ) HIKOTUHaMIg,

[Jo nepemiwyemoro pos3dnHy 2-(3-gumeTunamiHodeHokcn)HikoTuHoBoi  kucrotn  (0.200rpam, 0.775mmone),
2-xnop6enannaminy (0.120rpam, 0.85mmonb) i 1-rigpokcmbenzoTpuasonrigpaty (0.126rpam, 0.93Mmonb) B Cyxomy
anmeTtundopmamigi (4mn) gogasanu rigpoxnopug (1-(3-gumeTtmnamido)nponin)-3-etunkapbogiimigxnopug (0.193rpam,
1.00MMoOrb) | ooepKaHUi po3YMH nepemiwyBanu Ha npoTasi Hodi. Cymiw possogunu 50Mn Bogu i ekcTparysanu
eTunayetatoMm. O6'egHaHi opraHidHi ekcTpaktu npomueanu 1N posumHom NaOH, Bogow i Hacu4YeHUM BOQHWUM
PO34YMHOM XJIOpUZy HaTpilo, CyWUnM Hag cynbdaToM HaTpito, inNbTpyBanu i KOHLEHTPYBanu, ooepXKyloun Macro, sike
oyulann 3a [Jonomorol XpomaTorpadii Ha cunikareni. [lepekpucTanisoByBanu 3 CyMmiwi eTunaueTtaT/rekcaH,
ofepxytoun Macno. [podykT po3YMHSANM B AieTUoBOMY edipi Hacu4eHOMy XJIOpOBOAHEM B pesynbTaTi 4oro
yTBOpIOBANach Cirb, SIKy BiAdinbTPOBYBAmNM, pO3UMHANM B MeTUMEHXIOpUAI | KoHLeHTpyBanu fo O TBepnoi peyoBUHU
(0.075r). Tnn. 85-87°C; EnemeHTHWi aHania pospaxoBaHo Ana C oiHooN3;O,CI*HCI: C, 60.30; H, 5.06; N, 10.04.
3HanpgeHo: C, 60.58; H, 5.60; N, 9.28.

MPUKNAL 119

N-(2-Xnop6eHann)-2-(4-LiaHoheHOKCH)HIKOTUHaMI

[o nepemiwyemoro posynHy 2-(4-UiaHogeHoKkcK)HikoTUHOBOT kncnoTtr (0.130rpam, 0.54MmMonb), 2-xnopbeHannamiHy
(0.083rpam, 0.59mmonb) i 1-rigpokcmbensoTpuasonrigpaty (0.088rpam, 0.65MMonb) B cyxoMy AuMMeTundopmamiai
(4mn) popaBanu rigpoxnopug (1-(3-aMmeTtunamiHo)nponin)-3-etunkapbogiimigy (0.134rpam, 0.70Mmornb) i ogepaHui
PO3UMH NepemillyBan Ha npoTasi Houi. Cymiw possogunu 50mn Bogu i ekcTparyBanu etunauetratom. O6'eqHaHi
opraHiyHi ekctpakT npommeanu 1N poaunHom NaOH, Bogoto i HacMYeHUM BOOHUM PO3YMHOM XITOpUay HaTpito, CyLnnun
Hag cynbgaToMm HaTpito, inbTpyBanM | KOHUEHTpYyBanu, OOEpXYl4YM Macrno, fKe ouuwanyu 3a [AONoMOro
xpomartorpadii  Ha cunikareni, BWKOPUCTOBYIOMM B AKOCTI enoeHTy cymiw 50/50 eTunauetat/rekcaH.
MepekpucTanizoByBanu 3 cymilwi eTunauetaT/rekcaH, ogepxytodn 6iny TBepgy pedoBuHy (0.139r). Tnn. 112-114°C;
EnemeHTHWIA aHanis pospaxoBaHo ana C ooH¢4N3O,Cl: C, 66.03; H, 3.88; N. 11.55. 3HamnpgeHo: C, 65.90; K, 3.92;
N,11.67.

Cnonyky onucaHy B NMPUKINALI 120 ogepxxyBanu BignosigHo Ao MeToauku onucaHin B NMPUKIALI 119 samiHioo4m
2-xrnop6eH3nnamiH BignoBigHUM amiHoM. Yac npoBefeHHs peakuii nexas y Mmexax Big 1 [o 24 roguH.

MPWKNAL 120

2-(4-yiaHodbeHokcK)-N-[4-(1-rigpokcn-1-MeTnneTun)6eH3nn]HikoTMHaMig

Tnn. 137-139°C; EnemeHTHuMi aHania pospaxoBaHo Ans C o3Ho1N3O3: C, 71.30; H, 5.46; N, 10.85. 3HaiigeHo:
C, 70.95; H, 5.69; N, 10.96.

MPUKNAL 121

N-(4-AmiHO6eH3UN)-2-(4-pToOPPEHOKCH ) HIKOTUHaMIL

[o perasoBaHoro poa4unHy 2-(4-propdeHokcn)-N-(4-HiTpobeHann)HikoTuHamigy (0.800r 2.17MmMonb) B eTunauetaTi
ponasanv 10% nanagii Ha Byrinni (0.160r). OpepxaHy cymiw 36oBTyBanu npu TUcKy BogHio 40nci Ha npoTasi 30
XBUNKUH. KaTanizatop Bigainanu inbTpyBaHHAM i poO34MH KOHLEHTpYyBanu nig BaKyyMOM, OAEpXYHuM Macro, sike
oyvMann 3a [OOoMoMOrok XpomaTtorpadil Ha cunikareni, BUKOPUCTOBYHOYM B SAKOCTI  enoeHTy cymiw 4%
MeTaHon/mMeTuneHxnopua. [epekpucranisoByBanu 3 CymiWi eTunauertat/rekcaH, OOEepXyrun TBEPAY PeYOBUHY
(0.562r). 'H AMP (400Ml'y, CDCls) & 3.64 (c, 2H), 4.58 (o, J = 5.60 'y, 2H), 6.64 (o, J = 8.30 'y, 2H), 7.05
(m, 7H), 8.02 (wc, 1H), 8.20 (m, 1H), 8.62 (g, 1H).

MPUKNAL 123
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N-Anin-2-(3-xrnopdeHokcn)HikoTuHamig

[o nepemiwyemoro posdnHy 2-(3-xropdpeHokcun)HikotnHamigy (0.084r, 0.34mmonb) B MeTuncynedokenai (2mn)
OofaBanv nopoLuok rigpokeuay kanito (0,074rpam, 1.32mMmMonb) i noTim gogasanu anindpomig (0.082rpam, 0.68MMorb).
Uepes 1 rogvHy cymill BunMBanu Yy Bogy | ekcTparyBanun MeTuneHxrnopugoMm. OOG'edHaHi opraHidHi eKcTpakTu
NPOMMUBarnM HacU4eHUM BOOHUM PO3YMHOM XJIOpWUAY HAaTpilo, Cywmnu Hag cynbdgatom MmarHito, dinetpyBanu i
KOHLIEHTpYBanu, opepXytoun Yucty nnisky (0.011r). 'H AMP (400 MIy, CD30OD) § 4.37 (k, J = 7.26 'y, 1H), 4.82
(@, = 560 Iy, 1H), 526 (@, J = 10.58 Iy, 1H), 540 (g, J = 17.0 Iy, 1H), 6.05 (m, 1H), 7.03 (m, 1H), 7.13
(m, 1H), 7.21 (m, 2H), 7.38 (1, J = 8.1 'y, 1H), 8.30 (m, 2H).

MPWKNAL 124

N-(4-AueTnnamiHo6eH3unn)-2-(4-hTopdeHoKCH)HIKOTUHaMIA

Poa4unH N-(4-AmiHoGeH3mn)-2-(4-pTopcheHokcn)HikoTuHamigy (0.105rpam, 0.31Mmonb) i Tpuetunamidy (0.047rpam.
0.46mmonb) B MeTuneHxrnopugi oxonomxyeanu go 0°C i gogasanu auetunxnopug (0.029rpam. 0.37Mmonb). Cymiw
nepemiwyBanu Ha npotasi 10 XBUMMH | NOTIM HarpiBanu go KiMHaTHOI Temnepatypu npotsaroMm 30 xBunuH. Cymiw
pO3BOAWIM BOAOIO i ekcTparyBanu mMetuneHxnopuaom. O6'eqHaHi opraHiyHi eKCTpaKT NPOMUBAaNM HacuYeHUM BOOHUM
PO3YMHOM XJlopuay HaTpilo, CyWUNn Hag cynbdatoM HaTpilo, dinbTpyBanu i KOHUEHTpyBanu, ofepXylun TBepay
peqoBUHY. epekpucTanisoByBanu 3 Cymilli eTunauetart/rekcaH, ogepxytodn Giny Teepgy pedoBuHy (0.082r). Tnn.
128-130°C; EnemeHTHMI aHania pospaxoBaHo ana C ,4HigN3OzF: C, 66.48; H, 4.78; N, 11.08. 3HangeHo: C,
66.14; H,4.47;N, 11.08.

MPWKNAL 125

2-(3-AueTunamiHogeHokcn)-N-(2-xropbeHann)HikoTMHamig

0o nepemiwyemoro pos3dnHy 2-(3-AaueTunamiHogeHokcn)HiKoTuHOBOT  kucnotn  (0.400rpam, 1.47mMmornb),
2-xnopbeHannaminy (0.228rpam, 1.62mmonb) i 1-rigpokcmbenzoTpuasonrigpaty (0.238rpam, 1.76MMonb) B CyXomy
anmveTtundopmamigi (10mn)  popasanu rigpoxropug 1-(3-gumeTunamino)nponin)-3-etTunkapbogiimigxnopuay
(0.367rpam, 1.91MMOrb) | oAepXKaHUii Po3yMH NepeMilyBanmn Ha npoTasi Hodi. CyMill po3Boaunu BOLOK, eKCcTparysanu
eTUnayeTaToM i KOHUEHTPYBanuW, OOepXKyoun NPOAYKT, SKUA oYULani 3a OonoMorol xpomatorpadii Ha cunikareni,
BUKOPUCTOBYIOYM B AKOCTi entoeHTy cymiw 3% meTaHorn/meTuneHxnopug. MNepekpucTtanisadielo ogepkysanu Teepay
pevoBumHy (0.351r). Tnn. 177-179°C; EnemeHTHUN aHania pospaxoBaHo anst C o HqgN3O3Cl: C, 63.72; H, 4.58; N,
10.62; 3HanpeHo: C, 63.47; H, 4.55; N, 10.56.

Cnonyky onucaHy B NMPUKIALI 126 ogepxxkysanu BignosigHo Ao MeToauku onucaHin B MPUKIALI 125 samiHioo4m
2-xnopbeH3nnamiH BignoBigHUM amMiHOM. Yac npoBefeHHs peakuil nexas y Mexax Big 1 o 24 roguH.

MPWKNAL 126

2-(3-AyeTunamiHodeHoken)-N-[4-(1-rigpokcun-1-meTuneTnn)6eH3nnHikoTMHaMIg

Tnn. 155-157°C; EnemeHTHuiA aHania pospaxoBaHo ans Co4HosN3O4: C, 68.72; H, 6.01; N, 10.02. 3HaiigeHo:
C, 67.98; H, 6.04; N, 9.92.

MPWUKNAL 127

(R)-2-(3-XnopdheHokcm)-N-(2-rinppokcu-1-cpeHineTun)HikoTnHamig

PosunH 2-(3-xrnopdeHokcun)HikoTuHoBoT kucnotu (0.25rpam, 1.0mmonb) B TieHinxnopugi (10mn) HarpiBanu i3
3BOPOTHIM  XONOAWMbHUKOM. Yepesd 1 roguHy peakuiHy CyMmill OXONoMKyBanu fo KiMHaTHOI TemnepaTypu i
KOHLEHTPYBanu npu NoHWXeHoMy TuUcky. OpepikaHui 3aruvLoK po3vnHsanKM B TeTparigpodypaHi (5mn) i no kpannam
aodaeBany Ao posdunHy (S)-2-rigpokcun-1-cheHinetunamidy (0.14rpam, 1.0mmonb) B nipuauHi (5mn) npu TemnepaTypi
0°C. Yepes 30 xBMIMH CyMill HarpiBanu Ao KiMHaTHOI Temnepatypu. Yepes 1 roguHy cymiw Bunmeanu y 1N po3duH
XSIOpBOAHEBOI KUCINOTK | ekcTparyBanu etunauetatoM. O6'egHaHi opraHivHi ekcTpaktv npomuBann 1N posvmHoM
XIOPBOLHEBOI KACMOTU NOTIM HAacUYeHMM BOOHMM PO34YMHOM XJIOpuAY HaTpilo i cywmnu Hag cynbdaTom HaTpito.
KoHuUeHTpyBanu npyu NOHWXEHOMY TUCKY OOEPXKYIOHM XOBTE Macrio, ke ouuvliany 3a SOMNOMOrol xpomartorpadii Ha
cunikareni, BMKOPUCTOBYIOMM B SAKOCTI €neHTy cymiw 1:1 eTunauetat/rekcaH, ofepxykoun ©OesbapBHe macro.
EnemeHTHWI aHania pospaxoBaHo ana C ,oH47N,O3Cl: C, 65.13; H, 4.65; N, 7.60. 3nangeHo: C, 65.20; H, 4.78;
N, 7.38, MC m/z [M+] 369, "H AMP (400 My, CDCl3) & 2.54 (wc, 1H), 3.95 (m, 2H), 5.32 (m, 1H), 7.23 (m, 10H).
8.22 (m, 1H), 8.58 (m, 2H).

MPWKNAL 128

(R)-2-(3-XnopdeHokcn)-3-(4-deHin-4,5-aurigpookcasorn-2-in)nipnamH

Po3a4unH (R)-2-(3-xnopdeHoken)-N-(2-rigpokcun-1-cdeHineTmn)HikoTnHamig (0.30rpam, 0.813mmonb) i
okcmxnopuadocdopy (10mn) B Tonyoni (10mn) nepemiwyBanu Ha npotasi 10 rogmH. Cymilwl KOHUeHTpyBanu nig
BaKyyMOM i po3duHanu B MeTaHoni (15mn) i 1N posuduHi rigpokeuay Hatpito (5mn) i kun'atunu i3 3BOPOTHIM
XOroAUNBHUKOM Ha NpoTasi 2 rognH. MeTaHon BigraHAnw, i 3anuLLoK po3YUHANN Yy BOAI | eKcTparysanv eTunayeTaTom.
OO'eaHaHi opraHiYHi ekcTpakTy NPOMWBAaNM BOAOK i HACWYEHWM BOAHMM PO3YMHOM XSlopuay HaTpilo, CylMnv Hag
cynbpaToM HaTpilo | KOHUEHTPYBanu, ofepXyl4u NPOAyKT, SKWMA ouullanu 3a AONOMOrow Xpomartorpadii Ha
cunikareni, BMKOPUCTOBYIOMM B SAKOCTI €noeHTy cymiw 1:3 eTunauetat/rekcaH, opepxykodn ©GesbapBHe macro.
EnemeHTHWIA aHania pospaxoBaHo ana C o,oH47N,O,Cl: 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/mMn B MeTUNEHXIopuai; H AMP (400 MI'y, CDCl3) 8 4.29 (oA, J =
8.4,95Ty, 1H), 543 (an, J = 8.1, 10.1 'y, 1H), 7.22 (m, 10H), 8.30 (m, 2H).

Cnonyky onucaHy B NMPUKINALI 129 ogepxxyBanu BignosigHo Ao MeToauku onucaHin B NMPUKIALI 128 samiHioo4m
(R)-2-(3-3-XnopdeHokemn)-N-(2-rinppokcun-1-geHineTun)HikoTnHamig BignNoBigHMM M4 POKCUHIKOTUHaMIOOM. Yac
npoBeneHHs peakuii nexas y Mexax Big 1 0o 24 roguH.

MPWKNAL 129
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(8)-2-®eHokeun-3-(4-deHin-4,5-gurigpookcason-2-in)nipuamH

EnemeHTHMI A aHania pospaxoBaHo Ana C ooH1gN>O,: C, 75.93; H, 5.10: N, 8.85. 3HanpgeHo: C, 76.12; H, 5.44;
N, 8.17; MC wm/z [M+] 317; Ap=+21.3° c=8.3MI/Mn B MeTuneHxnopuai; H AMP (400 MI'y, CDCl3) 5 4.30 (T, J = 8.3
My, 1H), 4.82 (on, J = 8.5, 10.2 'y, 1H), 5.43 (na, J = 8.2, 10.3 'y, 1H). 7.06 (m, 1H), 7.29 (m, IOH), 8.28 (m, 2H).

MPUKNAL 130

4-({[2-(4-DTopdeHoKeH)NipUanH-3-kapOoHin]amiHo}MeTUN)peHinoBui ectep 2,2-AUMETUINPONIOHOBOI KUCNOTH

PosunH 2-(4-pTopdpeHokem)-N-(4-rigppokcnbeHann)HikoTMHamigy (0.050rpam, 0.148mmonb),
TpumeTunauetunxnopugy (0.019rpam, 0.163mmonb) i TpueTtunamiHy (0.022rpam, 0.222Mmonb) B MeTUneHxmopuai
(5mn) nepemiwyBanu Ha npoTtasi 30 xBunuH Cymiw possognnu 50mn 1N po3dnHOM rigpokcMay HaTpilo i ekcTparysanu
eTunayetatoM. O6'egHaHi opraHivHi eKCTpakTM NpoMuBanM BOOOK i HACMYEHUM .BOOHWM PO3YMHOM Xriopugy HaTpito,
CylWunu Hap cynbdaTtomM HaTpilo, inbTpyBanu i KOHLEHTpyBanu, oAepXyloun Macro, fike oduiany 3a AOMOoMOrot
Xpomatorpadii Ha cunikareni, BUKOPUCTOBYKOYM B  HAKOCTI enioeHTy cymiw 40% eTunauetaT/rekcaH.
MepekpucTanizoByBann 3 CyMmilWi eTunauetat/rekcaH ogepxytoun TBepay pedvoBuHy (0.043r). Tnn. 91-93°C;
EnemeHTHWI aHania pospaxoBaHo Ana CosHosNoO4F: C, 68.24; H, 5.49; N, 6.63. 3HangeHo: C, 66.07; H, 5.24; N, 6.42.

MPUKNAL 131

2-(4-PTopcheHoken-N-(4-MmeTaHCyNbPOHINaMiHOGEH3NM)HIKOTUHaMIL, [o PO34MHY
N-(4-amiHo6eH3un)-2-(4-bTopdheHoken)HikoTuHamigy (0.150rpam, 0.445mmonb) i TpueTunaminy (0.089r, 0.89mmonk) B
mMeTuneHxnopuai (5mn) gomaBanv aHrigpug MeTaHcynbgdoHoBol kucnotn (0.100rpam, 0.578mmornb) i ogepkaHui
PO3YNH nepemiyBanu Ha npoTasi Houi. CyMill KOHUEHTpyBanu nig BakyymMoM, po3dnHanuM B metaHoni (10mn) i 1N
po34uHI rigpokeugy Hatpito (15mn) i ekcTparyBann etunayetaTom. NMpogykT oyunwanu 3a JONoMoro xpomatorpadii,
BMKOPWUCTOBYIOUM B AKOCTi entoeHTy cyMmiw 5% MeTaHon/mMeTuneHxnopug. lNepekpucranisoByBanu opepxytoudn 6ini
kpuctanu (0.043r). Tnn. 107-109°C; EnemeHTHMI aHania pospaxoBaHo AnsA C ogH.gN3O4SF: C, 57.82; H, 4.37; N,
10.11. 3HanpgeHo: C, 57.88; H, 4.39; N, 9.78.

MPUKNAL 132

(8)-2-(3-XnopdeHoken)-N-(2-rinpokcn-1-deHineTnn)HikoTuHamig

PosunH 2-(3-xnopdeHokeun)HikoTnHoBoi  kucrnotyu (0.500r) B TieHimaiopugi (10mn) kun'aTmnu i3 3BOPOTHIM
XonoauneHMKOM Ha npoTasi 1 rognH. Cymill KOHUEHTpYyBanu nig BakyyMoM, po3dunHanu B 10mn TeTparigpodypaHy i
HeramHo O po3unHy (S)-2-deHinrmniynHony (0.140rpam, 1.0mmornb) B cyxomy nipuamnHi (5mn) npu Temnepatypi 0°C no
Kpannsam gogaBanu po3dnH 2-(3-xnopdpeHoken)HikoTuHinxnopuay (0.270rpam, 1.0mmone) B TeTparigpodypaHi (5mn),
cymiw kun'atunm npu 0°C npotarom 30 XBMAMH i NOTIM MOCTYNOBO HarpiBanu 4O KiMHATHOI TemnepaTtypyu Ha npoTsasi
Houi. CymilW KOHUeHTpyBanu nig BakyymMoM. OfepxaHWi 3anuwoK nepeHocunu B eTunauetart, npomusanu 1N
po3unHom HCI, BoAol | HacMyeHMM BOOHWM PO3YMHOM XFOPWAY HaTpilo; CywunuM Hag cynbdaToM HaTpito i
KOHLEHTpYyBann A0 Macna, fike ouduwiany 3a gonoMoro xpomartorpacdpii Ha cunikareni, BUKOPUCTOBYHOUN B SIKOCTI
eneHTy cymiw 1/3 eTunauetat/rekcaH, odepxytoun 6GeszbapBHe macro. EnemMeHTHWA aHania pospaxoBaHo Ans
CyoH17N50O3Cl: C, 65.13; H, 4.65; N, 7.60. 3HanpgeHo: C, 65 16; H, 4.63; N, 6.95; Ap=-63.2° c=11.0mr/mn B
metuneHxropuai; 'H AMP (400 MI'u, CDCl3) § 2.47 (T, J = 5.9 Ty, 1H), 3.96 (M, 2H). 5.33 (m, 1H), 7.23 (m,
9H), 8.23 (m, 1H), 8.58 (m, 2H).

Cnonyky onucaHy B NMPUKIALI 133 ogepxxkysanu BignosigHo Ao meToauku onucaHin B NMPUKIALI 132 samiHioo4m
(3)-2-peHinrniynHon BignoBigHMM amiHOM. Yac npoBeneHHs1 peakuii nexas y Mexax Big 1 0o 24 roguH.

MPUKNAL 133

2-(3-XnopdeHokch)-N-(2-rigpokcn-2-cheHTeTUN)HIKOTUHaMIg,

Tnn. 118-119°C; EnemeHTHMI aHania pospaxoBaHo ans C,oH17N,O3Cl: C, 65.13; H, 4.65; N, 7.59. 3HangeHo:
C, 65.37; H, 4.46; N, 7.35.

MPUKNAL 134

(8)-2-(3-XnopdeHoken)-3-(4-deHin-4,5-gurigpookcason-2-in)nipyanH

Po3unH (S)-2-(3-xnopdeHoken)-N-(2-rigpokcn-1-peHTeTUn)HikoTHamigy (0.340rpam, 0.922mmonb) i
okcmxnopuadocdopy (0.7mn) B Tonyoni (10mn) nepemiwyBany Ha NpoTA3si Houi. CyMill KOHLEHTpyBanu nig BakyymMom i
po3dMHANKM B MeTaHoni (10Mn) | gogaeanu kapboHat kanito. CyMill nepemillyBanu Ha NpoTasi 2 rognH Npu KiMHaTHIRA
TemnepaTypi i KUN'ATUNKM i3 3BOPOTHIM XorogurbHUKOM Ha npotasi 30 xBunuH. MeTaHon BigraHanu i 3anuiiok
nepeHocunu B etunauetar. OgepXaHuii po3dnH NPOMMBANM BOAOK | HACMYEHWM BOLHWM PO3YMHOM XIIOpWAY HaTpito,
CYLUMNW Hag cyNbgaToM HaTpilo i KOHLEHTPYBarW, ogepXyo4mn NpoayKT, KM oYMLLany 3a JONOMOro Xpomatorpadil
Ha cunikareni, BUKOPUCTOBYKOHN B AKOCTI eNoeHTy cymiw 1/3 eTunauetat/rekcaH, ogepxytodun 6nigo-xoBTe Macro
(0.013r). MC 351.0917; Tnn. 78-80°C; EnemeHTHMI aHanis pospaxoBaHo Ans C ooHsN>O,Cl: C, 57.37;' H, 3.74;
N, 7.42. 3HangeHo: C, 57.31; H, 3.80; N, 7.39.

MPUKNAL 135

2-(3-Xnop®PeHoken)-3-(5-PeHin-4.5-gurigpookcason-2-in)nipnanH

Po3unH 2-(3-xnopdeHokcn)-N-(2-rigpokcn-2-cheHineTnn)HikoTuHamigy (0.320rpam, 0.868mmonb) i
okcmxnopuadocdopy (0.7mn) B Tonyoni (10mn) nepemiwyBany Ha NpoTAsi Houi. CyMill KOHLUEHTpyBanu nig BakyymMom i
po3dnHANN B MeTaHoni (10Mn) i gopaeanu kapboHat kanito. CyMmill nepemillyBanu Ha NpoTAsi 2 roanH Npu KiMHaTHIRA
TemnepaTypi i KUN'ATUNKX i3 3BOPOTHIM XoroaurbHUMKOM Ha npoTtasi 30 xBunuH. MeTaHon BigraHanu i 3anuiiok
nepeHocunu B etunauetar. OgepXaHuii po3ynH NPOMMBanM BOAOK | HACWYEHWM BOLHUM PO34YMHOM XIlopuay Hatpito,
CyWNnn Hag cyrbgaToM HaTpilo | KOHLEHTPYBaru, OOEPXKYOUN NPOAYKT, AKWIA o4YMLLEanK 3a ONOMOroK XpomaTorpadii
Ha cunikareni, BUKOPUCTOBYIOUN B AKOCTI €NoeHTy cymiw 1/3 eTunauetart/rekcaH, ogepxytodmn bnigo-xoBTe Macrno

(0.102r). MC 351.0897; 'H SIMP (400 My, CDCl3) 5 4.06 (ag, J = 8.1, 15.0 Ty, 1 H), 4.56 (an, J = 10.3, 15.0
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My, 1H), 5.66 (ag, J = 8.0, 10.3 Ty, 1H), 7.24 (m, 10H), 8.8.27 (M,2H).

MPUKNAL 136

2-(2-XnopdeHin)-N-(4-dTopdheHoken)nipuanH-3-in)ayetamig

[o nepemillyemMoro PO34MHY 2-X11op6EH30H30MHOI KMCIoTH (0.228r, 1.34MmONb),
2-(4-cpTopdpeHoken)nipnann-3-inamivy ~ (0.300rpam, 1.47mmonb) i 1-rigpokcnbeHsoTpuasonrigpaty  (0.217rpam,
1.61MMmorb) B cyxomy anmetundopmamigi (10mn) aonasanu rigpoxnopua

(1-(3-gumeTunamino)nponin)-3-etunkapbogiimia  (0.335rpam, 1.74MMonb) | odepkaHWW pPO3YMH MepemillyBann Ha
npoTa3i Houi. Cymiw po3sogunu 50mn Boau i ekcTparyeanu etunauetatom. O6'eaHaHi opraHiyHi ekcTpakTh NpoMuBanu
1N posunHom NaOH, Bogow i HacMyeHUM BOAHWM PO3YMHOM XJIOPUAY HaTpilo, CyWUnM Hag cynbdaTom HaTpilo,
dinbTpyBanM i KOHUEHTpyBasuv, OOEpPXYlYM Macro, fAKke ouuwanu XpomaTorpadieto Ha  cunikareni.
MepekpucTanizoByBann 3 CyMmilli eTunaueTtat/rekcaH ogepxytodnm TBepay pevoBuHy (0.230r). Tnn. 73-75°C;
EnemeHTHWIA aHanis pospaxoBaHo ana C 49H44NoO,CIF: C, 63.96; H, 3.95, N, 7.85. 3HaiigeHo: C, 63.64; H, 3.85;
N, 8.41.

Cnonyky onucaHy B NMPUKIALI 137 ogepxxyBanu BignosigHo Ao MeTtoaukun onucaHin B NMPUKITALI 136 3amiHtoo4m
2-xnopGeH30MHY KUCMOTY BignoBiaHOW kapOoHOBOM KUCNOTO. Yac npoBedeHHs peakuii nexas y mexax Big 1 oo 24
roauH.

MPUKNAL 137

2-(4-AyeTundenin)-N-[2-(4-dpTopdheHokemnipuant-3-injadetamin

Tnn. 118-120°C, EnemeHTHMIn aHania pospaxoBaHo Ana C,4H{7N,OzF: C, 69.22; H, 4.70; N, 7.69. 3naiigeHo:
C, 68.90; H, 5.75; N, 8.54.

MPUKNAL 138

N-(2-Xnop6eH3ann)-2-{3-[3-(2-meTokcndeHin)ypeino]PeHoKCMHIKOTUHaMIA

Po3unH 2-(3-amiHodeHokcK)-N-(2-xrop6eH3unn)HikoTuHamigy (0.100rpam, 0.28mmornb) i
1-isouiaHaT-2-meTokcmBeHson (0.063rpam, 0.42Mmonb) B giokcaHi (10Mn) KMN'ATUAM i3 3BOPOTHIM XONMOAUNBHUKOM Ha
npoTaAsi Hodi. Cymill oxonomxyBanu [0 KiIMHaTHOI TemnepaTypu i KOHUEHTpyBanmu OO macrna, fike ouuliany 3a
AonoMorol xpomatorpadii, BUKOPUCTOBYIOYN B HAKOCTI eMoeHTy cyMmiw 2% MeTaHon/MeTUNeHXopua, OOepKyoun
TBEepay pe4oBUHY. [NepekpucTtanizoByBanu 3 cymili eTunayeTaT/ rekcaH ogepxytoudn TBepay pedosuHy (0.083r). Tnn.
180-182°C; EnemeHTHWi aHania pospaxoBaHo Ans C o,7Ho3N4O4Cl: C, 64.48; H, 4.61; N, 11.14. 3HanhpgeHo: C,
64.55; H, 4.60; N, 10:74.

Cnonyky onucaHy B NMPUKINALI 139 ogepxxyBanu BignosigHo Ao MeToauku onucaHin B NMPUKIALI 138 samiHioo4m
1-isouiaHaT-2-MeTOKCMOEH30N BiANOBIAHMM i3oLiaHaToOM. Yac npoBedeHHs peakLii nexxas y mexax Big 1 oo 24 roguH.

MPUKNAL 139

N-(2-Xnop6eHann)-2-[3-(3-HadTanen-1-inypeino)PeHikcu]HikoTUHamIg

Tnn.121-123°C; EnemeHTHUI aHania pospaxoBaHo aAns C 3gHo3N4O3Cl: C, 68.90; H, 4.43; N, 10.71. 3naiigeHo:
C, 69.24; H, 4.52; N, 10.28.

MPUKNAL 140

(-)-N-[1-(5-XrnopTiodeH-2-in)eTun]-2-(4-OTopdheHOKCU)HIKOTUHaMIL,

N-[1-(5-XnopTiodeH-2-in)eTnn]-2-(4-dbTopdpeHokcn)HikoTuHamig (0.750r) poaginsnn Ha Chiral Cel AS Column
BUKOPUCTOBYIOYM B AKOCTI entoeHTy 95% rekcaH/ isonponaHon.

Tnn. 78-80°C: EnemeHTHMI aHania pospaxoBaHo ansa C 4 gH4N>,O,CISF: C, 57.37; H, 3.74; N, 7.42. 3naiigeHo:
C,57.32;H, 3.68; N, 7.42. Ap=-53.9° (C=0.2, xnopocopm).

Cnonyky onucany B NMPUKNALI 141 ogepxxyBanu BignosigHo Ao metoanku onucadin B NMPUKITALI 140.

MPUKNAL 141

(+)-N-[1-(5-XnopTio®eH-2-in)eTun]-2-(4-pTopdeHOKCH )HIKOTUHaMIg

Tnn. 78-80°C; EnemeHTHMI aHania pospaxoBaHo ansa CgH4N>O,CISF: C, 57.37; H, 3.74; N, 7.42. 3naiigeHo:
C, 57.31; H, 3.80; N, 7.39. Ap=+52.8° (C=0.3, xropodpopm).

MPUKNAL 142

ymc-2-(3-XnopdeHoken)-3-(4-deHin[1.3]aiokconan-2-in)nipnanH

Po3unH 2-(3-xnopdpeHoken)nipnann-3-kapbanegeriny  (0.182rpam, 0.8mmorb), (S)-1-cbeHineTan-1,2-gion
(0.110rpam, 0.8mmonb) i pTSA (0.005r) B Tonyoni (10Mn) kKMN'ATUNKW i3 3BOPOTHIM XONOAUSBHUKOM Ha npoTasi 48
roauH. CyMill KOHUEHTpyBanu nig BakyymMoMm i ouullanu 3a Aonomoroto xpomarorpadii Ha cunikareni, BUKOPUCTOBYIOHUN
B SKOCTI enoeHTy cymiw 4/1 rekcan/gieTunoBuin edip, opepxytodn ©GesbapeHe wmacrno. EnemMeHTHUR aHanis
pospaxoBaHo aAna CooHgNOsCl: C, 67.90; H, 4.56; N, 3.96. 3HangeHo: C, 68.57; H, 5.16; N, 3.52; ap = +49.5°; H ampP
(400 My, CDCl3) 8 3.97 (oo, J = 7.0. 78 Ty, 1H), 441 (g@, J = 7.1, 7.7 Ty, 1H), 524 (v, J = 7.0 Ty, 1H),
6.36 (c, 1H), 7.25 (m, FOH), 8.09 (m, 1H), 8.19 (m, 1H).

Cnonyky onucaHy B NMPUKINALI 143 ogepxxkyBanu BignosigHo Ao MeToauku onucaHin B NMPUKIALI 142 samiHoo4m
(S)-1-beHinetan-1,2-gion BignosigHUM gionom. Yac npoBeneHHs peakuii nexas y mexax Big 1 go 48 roguH.

MPUKNAL 143

TpaHc-2-(3-XnopdeHoken)-3-(4-deHin[1.3]aiokconan-2-in)nipnanH

EnemeHTHWI aHania pospaxoBaHo Anst CooH1gNO3Cl; MC 354.0894; Ay = +40.5°; 'H AMP (400 My, CDCl3) §
391 (T, J = 81 Iy, 1H), 457 (gu, J = 6.2, 83 Iy, 1H), 527 (1, J = 7.0 Iy, 1H), 6.52 (c, 1H), 7.25 (m,
10H), 8.05 (m, 1H) 8.17 (m, 1H).

MPUKNAL 144

2-(3-AMiHodeHoken)-N-(2-xnopbeHann)HikoTuHamig

0o posunHy 2-(3-HiTpodpeHokem)-N-(2-xnopbeHsun)HikoTnHamigy (0.530r, 1.38mmonb) B MeTaHoni (15mn) i
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TeTparigpodypaHi (20mn) gogasanu 10% PtO, (0.0.50r). OgepxaHuin po3ynH 36OBTYyBanu Npy TUCKY BoAHio 35nci Ha
npotasi 1 roguHy 40 xBunuH. KaTtanizatop BigQinanu oinbTpyBaHHAM | pO34MH KOHLUEHTpyBanu nig BaKyyMoM
OLEPXKYIOUYM Macho, ke oYuLlani 3a SONOMOrol xpomartorpadii Ha cunikarerni, BUKOPUCTOBYOYM B SIKOCTiI eroeHTY
cymiw 2.5% wmeTtaHon/meTuneHxnopua. NepekpuctanisoByBany 3 cyMmilli eTunayeTtat/rekcaH ogepXKyro4mn KpucTaniyHum
npoaykt (0.327r). Tnn. 101-103°C: EnemeHTHWI A aHania pospaxoBaHo Ana C 49H1gN3O-Cl: C, 64.5; H, 4.56; N,
11.88. 3HanpgeHo: C, 64.15; H, 4.07; N.11.80.

MPWKNAL 145

(-)-N-[1-(5-XnopTioheH-2-in)eTun]-2-(nipuanH-3-iNoKCU)HiKOTUHaMIS,

N-[1-(5-XnopTiodeH-2-in)eTnn]-2-(nipnamH-3-inokcn)HikotuHamig  (0.776r) posginann 3a pgonomoroto Chiral Cel
AD Column BMKOPUCTOBYIOUYM B AAKOCTi entoeHTy cymiw 9/1 renTaH/izonponaHor, oaepXyoudn NpogaykT y BUrMS4i Mmacna.
MepekpucTanisoByBanu 3 cyMmiwi eTunauetart/ rekcad, ogepxytodun 6iny TeBepay peqoBuHy (0.217r1). Tnn. 82-84°C;
Ap=-51.5° (c=0.2, CHCl3).

Cnonyky onucaHy B MPUKMNALI 146 ogepxxyBanu BignoeigHo 4o MeToaukn onucanin B MPUKNALI 145.

MPUKNAQLI 146

(+)-N-[1-(5-XnopTiodeH-2-in)eTnn]-2-(NipnanH-3-inokcn)HikoTuHamig

Tnn. 83-85°C; Ap=+49.8° (c=0.3, CHCl3).

MPWUKNAL 147

(-)-2-(5-XnopnipnanH-3-tokcmn)-N-[1-(5-xnop-TiodeH-2-in)eTmn]HikoTuHamig

2-(5-XnopnipngunH-3-inokeun)-N-[1-(5-xnoptiodeH-2-in)eTun]HikotnHamig  (0.800r) posginanv 3a  AONOMOrow
Chiral Cel AD Column, BUKOPUCTOBYHOUM B SIKOCTI entoeHTy cymiw 90/9.9/0.1 rentaH/isonponaHon/gieTunosuii ecip,
ofepXyto4dn TBepdy peqoBUHY. [lepekpucTanisoByBanu 3 CymilWi eTunauetat/rekcaH OdepXylouu TBepay PevoBUHY
(0.393r). Tnn. 133-135°C; Ap=-48.8° (c = 0.2).

Cnonyky onucaHy B NMPUKINALI 148 ogepxxyBanu BignoBigHo 4o metoaukun onucanin B MPUKNALI 147.

MPUKNALl 148

(+)-2-(5-XnopnipnanH-3-inoken)-N-[1-(5-xnopTiodheH-2-in)eTun]HikoTuHamig,

Tnn. 133-135°C; Ap=+40.6° (c = 0.2).

MPWKNAL 149

(R)-H-(2-Tigpokcn-1-deHinetnn)-2-(nipuanH-3-iNoKCu)HikoTUHamIg

PosunH 2-(nipnanH-3-inokcm)HikoTnHoBoi kucnotu (0.250rpam, 1.2mmonb) B TieHinxnopuai (10mn) HarpiBanu i3
3BOPOTHIM XONoAWSbHUKOM. Yepesd 1 roguHy peakuiHy CyMill OXOMoMXKyBanu fo KiMHaTHOI TemnepaTypu i
KOHLEHTPYBanu npu noHmxeHoMy TUcky. OfpepKaHuii 3anuLioK cycneHayBanu B TeTparigpodypati (10mn) i no kpannsm
popasanu o posunHy (R)-2-rigpoken-1-cdeHinetmnaminy (0.160rpam, 1.2mmonb) B nipuaunHi (Smn) npu TemnepaTypi
0°C. Yepes 30 xBUNUH cyMill HarpiBanu Ao KiMHaTHOI TemnepaTtypu, Cymill nepemillyBanu npu KiMHaTHIA Temnepatypi
1 roauHy i KOHUEHTpyBanu Buaansioyn nipuavH. HeounlleHnin npodykT ouvwany 3a AonoMorol Xpomarorpadii Ha
cunikarerni, BUKOPUCTOBYIOUM B SAKOCTI €fOeHTy eTunaueTar, ogepxytodn xosTe macro. MC 336.1324; Ap = +63.9°
12.3Mr/Mn B MeTunexxropugi. 'H AMP (400 My, CDCl3) § 2.76 (wc, 1H), 3.95-4.02 (m, 2H), 5.31-5.36 (m, 1H),
7.16-7.40 (m, 1H), 819 (gn , J =2.1 Ty, 4.8 'y, 1H), 8.48-8.61 (m, 4H).

MPWKNAL 150

(R)-3-(4-heHin-4,5-gurinpookcason-2-in)-2-(nipngnH-3-inokcn)nipnanH

Po3unH (R)-N-(2-rigpokcn-2-ceHinetnn)-2-(nipuanH-3-inokcn)HikoTuHamigy (0.050rpam, 0.16mmonb) i
okcmxnopuadocdopy (150mn, 1.6mmone) B Tonyoni (10mMn) nepemiwyBanu Ha npoTasi Hodi. CyMmill KoHUeHTpyBanu nig
BaKyyMoOM i po3dmHann B metaHoni (10mn) i gogasanu kapboHat kanito (250mn). Cymiw nepemiwyBanu Ha npoTasi 24
roguH npu KiMHaTHIN TemnepaTypi. MeTaHon BigraHanu nig BakKyymMOM i 3anuWoOK nepeHocunM B eTunauetarT.
OpepxaHWMin pO34MH MPOMMBANM BOAOK | HACMYEHUM BOAHUM PO3YMHOM XJIOPUAY HaTpilo, CylUnu Hap cynbdaTom
HaTpito | KOHUEHTPyBamnu, OLEPXYH4M NPOLYKT, AKAW ouvuanu 3a [Aonomorow xpomatorpadii Ha cunikareni,
BUKOPUCTOBYIOYM B SIKOCTi entoeHTy cymiw 1/1 eTunauertat/rekcaH opepxytodn 6esbapsHe macno (0.020r). MC
318.1227; Ap = +21.2°, 9.5Mr/Mn B mMeTuneHxnopugi. H aAMP (400 Ml'u, CDCl3) & 4.31 (T, J = 83 'y, 1H), 4.83
(ap, J = 83 Iy, 102 Tu, 1H), 546 (@n, J = 81 Iy, 102 Tu, 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 onucaHy B NMPUKIALI 151 ogepxxyBanu BignosigHo Ao metoauku onucaHin B NMPUKIALI 150 samiHtoto4m
(R)-N-(2-rippokcu-2-cheHTeTnn)-2-(NipnanH-3-TOKCU)HIKOTUHaMIG BiANOBIAHUM rigPOKCUHIKOTMHaMIOOM. Yac
npoBeneHHs1 peakuii nexas y mexax Big 1 0o 24 roguH.

MPUKNAL 151

(8)-3-(4-PeHin-4,5-gurigpookcason-2-in)-2-(nipnguH-3-inoken)nipngmH

MC 318.1267: Ap = -19.2°, 11.2Mr/Mn B MeTUNeHxXnopuai; H gMP (400 MI'y, CDClI3) & 4.31 (T, J = 8.3 Iy,
1H), 483 (@, J = 102 Ty, 83 Ty, 1H), 546 (@p, J = 10.2 Ty, 8.1 Tu, 1H), 7.09-7.57 (m, 7H), 7.54-7.57 (m,
1H). 8.23 (on, J = 4.8y, 1.9 'y, 1H), 8.32-8.53 (m, 3H).

MPWKNAQL 152

(S)-N-(2-Tippokcmn-1-cpeHineTnn)-2-(NipnguH-3-inokcn)HikoTMHamig

PosunH 2-(nipngmnH-3-inokcn)HikoTnHoBo! kucnotu (0.500r) B TieHinxnopuai (10Mn) kun'aTunm i3 3BOPOTHIM
XONoAWNBHMKOM Ha npoTasi 1 roguHu. CymMmill KOHUEHTpyBanu nig BakyymMoM, po3dnHanu B 10Mn TeTparigpodypaHy i
HeramHo BUKopucToByBanu. [o posdunHy (S)-2-ceHinrniunHony (0.190rpam, 1.4MMonb) B cyxoMy RNipuauHi (5mn) npu
Temnepatypi 0°C  pomaBanu  po3uuH  2-(3-nipyguH-3-inokcn)HikoTuHinxnopugy  (325rpam,  1.4mMmonb) B
TeTparigpodpypadi (5mn) i nipyanni (5mn), cymiw kun'atunm npu 0°C npotarom 30 XBWAWH i NOTIM HarpiBanu Ao
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KiMHaTHOI TemnepaTypy Ha npoTaA3i Hodi CyMill KOHUEHTpyBanu nig BaKyyMOM i KOHUEHTpyBanu, OAepXyloun
HEOUMLLEHWIA NMPOAYKT, AKWIA O4ULLEnK 3a ONOMOroK XpomaTtorpadii Ha cunikareni, BUKOPUCTOBYHOUN B SKOCTI €NIOEHTY
cymiw 1:1 eTunauetat/rekcaH, ofepxytoun 6GesbapeHe macno. MC 336.1358; Ap = -69.2° ¢ = 6.2 mMr/Mn B
metunerxropuai; 'H AMP (400 MIu, CDClg) § 2.77 (we, 1H), 3.98-4.08 (M, 2H), 5.31-5.36 (m, 1H), 7.14-7.40
(m, 7H), 7.57-7.60 (m. 1H), 8.19 (pa. J =1.9 Ty, 4.8 'y, 1H), 8.44-8.61 (m, 4H):

Cnonykn onucaHi B MNMPUKITAOAX 153-156 ogepxyBanu BignoBigHo Oo mMetoguku onucarin B MPUKMNALI 152
3aMiHtoloun (8)-2-cbeHinrniynHon BignoBigHMM amiHOM. Yac npoBefdeHHs peakuii nexas y Mexax Big 1 4o 24 roguH.

MPUKNAQL 153 .

(R)-N-(1-TigpokcnmeTun-2-meTunnponin)-2-(NipugnH-3-inokcn)HikoTuHamig

MC 302.15050; Ay = +6.1°, 8.7mr/Mn B meTuneHxnopuai. 'H SMP (400 My, CDCl3) & 1.00 (ag, J = 14.9 'y,
6.8 lu, 6H), 1.98-2.07 (m, 1H), 2.99 (wec, 1H), 3.73-3.83 (m, 2H), 4.01-4.11 (m, 1H), 7.18-7.24 (m, 1H),
7.38.7.42 (m, 1H), 7.55-7.58 (m, 1H), 7.98 (o, J = 6.6 'y, 1H), 8.18 (ag, J = 4.8y, 2.1 'y, 1H), 8.52-8.62 (m, 3H).

MPWKNAL 154

(S)-N-(1-IippokcmmeTnn-2-metTunnponin)-2-(NipuanH-3-inoKCcu)HiKoTUHaMIg,

MC 302.1475, Ap = -6.3°, 104Mr/MNn B MeTuneHxsopuai. H amP (400 Ml'y, CDCl3) 8 1.00 (gm, J=149 I'y. 6.8
lu, 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 (A, J=6.814,1H), 8.17-8.19 (m, 1H). 8.48-8.53 (m, 2H), 8.59-8.61 (m, 1H).

MPWKNAL 155

(S)-N-(1-TigpokcnmeTnn-2-meTnnbyTnn)-2-(NipuanH-3-inokcm)HikoTMHaMmIn

MC 316.1661; Ap = -10.8°, 10.0Mr/mn B MeTuneHxnopuai. 'H AMP (400 My, CDCl3) § 0.91 (T, J = 7.3 'y,
3H), 099 (g, J = 88 TIu, 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 (nn, J = 8.1 Tu, 457 Ty, 1H), 7.55-7.58 (m,
1H), 8.00 (g, J =7.3 Ty, 1H), 8.19 (aa, J =4.8 'y, 1.9 'y, 1H), 8.53 (c, 1H), 8.60-8.63 (m,1H).

MPWKNAL 156

N-(2-Figpoken-1,1-gumeTuneTnn)-2-(NipuanH-3-TOKCU)HIKOTMHaMIS

MC 288.1376; 'H SAMP (400 Mr'y, CDCl3) § 1 41 (c, 6H), 3.70 (@, J = 5.6 'y, 2H), 4.54 (wc, 1H), 7.19 (ag.
J =66 lu 48 Iy, 1H), 7.39-7.42 (m, 1H), 7.55-7.58 (m, 1H), 7.94 (wc, 1H), 8.18(na, J = 4.8 Ty, 2.1 Iy,
1H), 8.53-8.59 (m, 3H).

MPWKNAL 157

N-(2-Xnop6eH3ann)-2-(1H-iHgon-4-inokcn)HikoTnHamig,

[o nepemiwyemoro po3ynHy 2-(1H-iHgon-4-inokcn)HikoTnHoBoi kucnotn (0.055r, 0.216MmMonb), 2-xnopbeHannaminy
(0.034rpam. 0.238mmorb) i 1-rinppokcnbensoTtpuasonrigpaty (0.035rpam, 0.259mmonb) B cyxomy AuMeTurndopmamiai
(5vn) popasanu rigpoxnopug (1-(3-gumeTunamino)nponin)-3-etunkapbogiimigy (0.054rpam, 0.281MmMornb) | ogepaHuii
PO34MH NepeMiyBany Ha npoTsasi Hodi. Cymiw possogunm 100mMn Bogm i ekcTparyBanu etunauetatom. O6'egHaHi
opraHiyHi ekctpakT npommeanu 1N posunHom NaOH, Bogoto i HacMYeHUM BOOHUM PO3YMHOM XITOpuay HaTpito, CyLnnun
Hag cynbdatoM HaTpilo, inbTpyBanu | KOHUEHTpYBanu, OOEpXYylo4uM Macro, fKke ouullany 3a [OMOoMOrow
Xpomatorpadii Ha cunikareni. MNepekpucTanisoByBanu 3 cyMilli eTunaueTaTt/rekcaH ogepXkyto4n poxeso-6iny Teepay
pevoBuHy (0.053r). Tnn. 185-187°C; EnemeHTHMIA aHania pospaxoBaHo ans C,qHqgN3O,Cl: C, 66.76; H, 4.27; N,
11.12. SHanpgeHo: C, 66.42; H, 4.14; N, 10.95.

Cnonyky onucaHy B NMPUKIALI 158 ogepxxyBanu BignosigHo Ao Metoauku onucaHin B NMPUKIALI 157 3amiHtoto4m
2-xrop6eH3nnamiH BignoBigHMM amiHOM. Yac npoBeneHHs peakuii nexas y mexax Big 1 0o 24 roguH.

MPWKNAL 158

N-(5-XnopTtiodeH-2-inmeTun)-2-(1H-ingon-4-inokcn)HikoTuHamig

Tnn. 157-159°C. EnemeHTHUiA aHania pospaxoBaHo Ans C4gH14N30,CIS: C, 59.45; H, 3.68; N, 10.9. 3HangeHo:
C, 59.38; H, 3.94; N, 10.95.

MPWKNAL 159

N-(5-AueTtnnTiodpeH-2-inmetnn)-2-(NipuanH-3-iNoKCn)HikoTUHaMIg

PosunH  N-[5-(2-MeTtun[13]aiokconan-2-in)tiodpeH-2-inmetun]-2-(nipngunH-3-inokcun)-HikotnHamigy (0.680r) B 2N
po34MHi XxropBofHeBoi kucnoty (20mn) i metuneHxnopugi (20mn) nepemiwyBanyi npu KiMHaTHIR TemnepaTypi Ha
npoTA3i Hodi. Cymil ekcTparysanu xsiopoopMoM, NpoMUBani BOAOK, CYLUUN Hag cyNbdaToM MarHito, instpysanu i
KOHLeHTpYBanu, oOepXyrun TBepdy PeYOBMHY, fIKY po3Tvpanu 3 aieTurnoBuM edipom opepxytoun 6iny TBepay
pevoBuHy (0.480r). Tnn. 201-203°C; EnemeHTHMA aHania pospaxoBaHo ans C 4gH45N303S: C, 61.18; H, 4.28; N,
11.89. 3HanpgeHo: C, 60.09; H, 4.25; N, 11.61.

MPWKNAQL 160

N-[5-(1-FigpokcneTnn)TiodheH-2-inmeTnn1-2-(nipnanH-3-inokcn)HikoTUHaMIg,

0o nepewmiwyemoi cycnensii  N-(5-auetunTtiodpeH-2-inmeTnn)-2-(nipnguH-3-inokcn)-HikotuHamiay  (0.300rpam,
0.85MMonb) B MeTuneHxnopuai (25mn) i TeTparigpodypaHi (25mn) npu KiMHaTHIM TemnepaTypi gogasanu Gopriopva
HaTpito (0.035rpam, 0.93MMoONb) | ogepkaHuin po3ynH nepemiyBanu Ha npoTasi 2 rognH. CyMill racunmn Hacu4eHuMm
posunHom NH4Cl (=1mn) i KOHLEHTpYBanu npy NOHWXEHOMY TUCKY Ao npubnmaHo 15mn. OgepxaHy cymil BunvBanu y
Bogy | ekctparyBanu eTunauetatoM. O6'egHaHi opraHivHi eKCTpakTu NpoOMUBanu BOAOK | Hacu4YeHUM BOLHUM
PO3YMHOM XJIOpMAY HAaTPIlo, CYLIMIIM Had CcynbdartoM MarHilo, dinsTpyBanu i KOHLEHTpYBanu, oaepXyoYn Macro, ake
ovvWwann 3a pdonomorol Xxpomartorpadii Ha cunikareni, BUKOPUCTOBYIOMM B HKOCTI efnoeHTy cymiw 5%
MeTaHon/mMeTuneHxnopug. MNepekpuctanisauieto 3 cymilwi eTunauetart/rekcaH opepxyeanu 6iny Teepay pe{OBUHY
(0.207r). Tnn. 92-94°C; EnemeHTHWA aHania pospaxoBaHo ana C 1gH47N303S: C, 60.83; H, 4.82; N, 11.82.
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3HanpgeHo: C, 60.68; H, 4.77; N, 11.89.

MPUKNAL 161

3-(5-®eHin-4,5-gurigpookcason-2-in)-2-(nipngnH-3-inokcn)nipnanH

PosunH N-(2-rigpokcn-2-deninetun)-2-(nipnanH-3-inokcn)HikotnHamigy (0.450rpam, 1.3Mmonb) i okcuxnopug
docdopy (1.25mn, 13mmonb) B Tonyoni (5mn) nepemiwyBanu Ha NpoTAsi Hodi. CyMmill KOHLUEHTpYBanu nig BakyyMoM i
posunHANKM B MeTaHoni (5mn) i gopaeanu kapboHat kanito (0.500r). Cymiw nepemiiyBanu npu KiMHaTHIn TemneparTypi
Ha nNpoTAasi Hodi. Cymil BUnMBanu y Body i ekcTparyBanu etunayetatom. O6'eqHaHi opraHivHi eKcTpakTu npoMuBani
BOAOO | HACMYEHVMM BOOHUM PO34MHOM XJlopuay HaTpilo, CYLUMN Hag cynbdhaToM HaTpilo | KOHLEHTpYBanu ogepyroym
Macrno, fke o4yuLanu 3a JoNoMOrol xpomartorpadii Ha cunikareni, BAKOPUCTOBYIOUN B AKOCTI €rloeHTy eTunauerar,
ofepxytoun G6eabapsHe Macrio (0.042r). MC 318.1269; 'H AMP (400 My, CDCl3) § 4.09 (aa, J = 15.1 Iy, 8.1 'y,
6H), 457 (g, J = 151 Iy, 103 Ty, 1H), 567 (@A, J = 102 Ty, 7.9 Tu, 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 (ag, J =4.6 'y, 1.0Ty, 1H), 8.61-8.64 (m,1H).

MPUKNAL 162

(S)-3-(4-130onponin-4,5-gurigpookcason-2-in)-2-(nipuauH-3-inokcn)nipnaunH

PosunH N-(1-rippokcn-2-meTunnponin)-2-(nipnanH-3-inokcn)HikotnHamigy (0.090rpam, 0.299mmonb) i okcuxnopug
docopy (1.0mn) B Tonyoni (5mn) nepemiwyBany Ha NpoTA3i Hodi. CyMill KOHLEHTpYBanu nig BakyyMoM i pO34MHANK B
mMeTaHoni (5mn) i gogaeanu kap6oHaT kanito (0.250r). Cymiw nepemiwyBanu npu KiMHaTHIN TemnepaTypi Ha npoTasi
Houi. Cymiw BunuBanu y Bofy i ekcTparyBanu etunayetatom. O6'eqHaHi opraHivHi eKCTpakTu NpoMUBann HacuyYeHum
BOOHWM pPO3YMHOM XJIOpUAY HaTpilo | KOHUEHTpyBanu, OAEepXYylouu NpoaykT, AKWW ouvlianu 3a AONoMOrolo
XpomaTtorpadii Ha cunikareni, BUKOPUCTOBYIOHM B SIKOCTI €NOEHTY eTunauetaT, ogepxytoun 6e3bapsHe macrno (0.053r).
MC wm/z [M+] 284; Ap = +47.1°, 5.5mr/mMn B MeTuneHxnopuai;, 'H SMP (400 MIy, CDCl3) & 0.98 (o, J = 32.8 Ty,
6.6 u, 6H), 1.78-1.89 (m, 1H), 4.12-419 (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 (m, 2H). 844-8.50 (m, 2H).

Cnonyky onucaHy B NMPUKIALI 163 ogepxxkyBanu BignosigHo Ao MeToauku onucaHin B NMPUKIALI 162 samiHoo4m
M-(1-rigpokcmn-2-meTunnponin)-2-(NipnanH-3-inokcn)HikoTuHamig BigNOBIgHMM M4 POKCUHIKOTUHaMIOOM. Yac
npoBeneHHs peakuii nexas y Mexax Big 1 0o 24 roguH.

MPUKNAL 163

(R)-3-(4-izonponin-4.5-gurinpookcason-2-in)-2-(nipngnH-3-inokcn)nipnaunH

MC 284.13915; Ap = -52.7°, 10.0Mr/mn B MeTuneHxnopuai. 'H AMP (400 My, CDCl3) § 0.98 (oa, J = 32.8 Iy,
6.6 Iy, 6H), 1.86-1.92 (m, 1H), 4.12-419 (m, 2H), 4.39-445 (m, 1H), 7.08 (go, J = 7.5 lu, 4.8 Ty, 1H),
7.31-7.34 (m, 1H), 7.51-7.5 (m, 1H), 8.18-8.22 (m, 2H). 8.44 (on, J=4.6Tu, 1.2Tu, 1 H), 850 (g, J=2.7 'y, 1 H).

MPUKNAL 164

(R)-3-(4-BTOpP-ByTUN-4.5-guUrigpookcason-2-in)-2-(nipuanH-3-inokeun)nipnanH

PoaunH  N-(1-rippokcumeTnn-2-metundytnn)-2-(nipngnH-3-inokcu)HikotuHamigy  (0.120rpam,  0.400mmonb) i
okcmxnopug docdopy (400mn, 4.0mmonk) B Tonyoni (5mn) nepemiwysany Ha npoTAsi Hodi. CyMmill KOHUEeHTpyBanu nig
BaKyyMOM i po3ymHsann B meTaHoni (5mn) i gopaeanu kapboHat kanito (0.250r). Cymil KOHLEHTpyBanu nig BakyymMom
OOEPXKYIOHN HEOUMLLEHWUIA NMPOOYKT, AKWIA oYMLLanu 3a AonoMorol Xpomatorpadii Ha cumikareni, BUKOPUCTOBYOHN B
AKOCTI enieHTy eTunauetaT, ogepxyloun ©GesbapeHe macrno (0.060r). EnemeHTHWIA aHania pospaxoBaHo AnA
C47H1gN30O5: C, 68.67; H, 6.44; N, 14.13. 3nanpgeHo: C, 68.28; H, 6.82; N, 13.33. MC 298.1530; Ap = -42.9°,
11.2vr/mn B metuneHxnopuai. 'H AMP (400 My, CDClg) § 0.95 (T, J = 7.3 Ty, 3H), 1.19-1.30 (m, 1H),
1.54-1.62 (m, 1H), 1.71-1.77 (m, 1H), 4.14-418 (m, 1H), 4.25-4.31 (m, 1H), 440 (@, J = 98 Ty, 7.1 Iy,
1H). 7.08 (ag, 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).

MPUKNAL 165

5-({[2-(4-PTopheHoKen)nipnamnH-3-kapOoHrinjamiHo}meTun)-1H-iHgon-2-kapboHoBa  kucnoTta

PosunH  etunosBun  ectep  5-({[2-(4-dbTopdeHoken)nipnanH-3-kapboHin]amiHo}meTnn)-1H-iHgon-2-kap6oHoBoi
kncnoTtun (0.043rpam, 0.099Mmmonb) B 1N posunHi rigpokemgy Hatpito (0.25mn, 0.25mmonb) i eTaHoni (5mn) kun'atmnm
i3 3BOPOTHIM XONoAWNbHMKOM Ha npoTasi 9 rognH. Cymill KOHLEHTpYBanu nig BakyyMOM i po3duHANM y Bogi (2mn).
Cymiw nigkmcnoBanu 2N po34YMHOM XJTOPBOAHEBOI KWUCMOTWU, ofepxytoun Oiny TBepay peqoBMHY, AKy Bigginanu
dinbTpyBaHHaM (0.032r). Tnn. 236-238. EnemeHTHMIN aHanis pospaxoBaHo Ana C ooHgN3O4F: C, 65.18; H, 3.98; N,
10.37 3HanpeHo: C, 65.12; H, 4.08, N, 10.20.

MPUKNAL 166

(R)-3-(4-Penin[1.3]piokconaH-2-in)-2-(nipuanH-3-inokcun)nipnanH

PosunH  2-(nipugnn-3-inoken)nipnanH-3-kapbansgerigy  (0.150rpam,  0.75mmonk),  (R)-1-cbeHinetan-1,2-giony
(0.105rpam, 0.75mmonb) i pTSA (0.005r) B Tonyoni (10Mn) KMN'ATUAM i3 3BOPOTHIM XONOAUSTBHUKOM Ha NpOTA3i HOui.
CyMill KOHLEHTpyBanu nig BakyyMOM i 3anuLlIOK po34uHSANKN B eTunauetaTi. OpraHivyHUn Wwap npoMmuBanin HacuyYeHuMm
po3ynHOM OGikapOoHaTy HaTpilo i HACUYEHUM BOAHMM PO3YMHOM Xrlopuay HaTpilo, CYWWUNMU Hag cynbdaToM HaTpito i
ovMWany 3a OONOMOrok XpomaTtorpadii Ha cunikaremni, BUKOPUCTOBYHOUM B SKOCTI €rEHTY AieTUnosuin edip,
OfepXyto4M XoBTe Macrno (Cymill uuc i TpaHc isomepy). MC 321.1260; Ap = -46.3°, 9.2mr/Mn B MeTURneHxnopuai; H
AMP (400 Mrluy, CDCl3) § 3.93-4.00 (m, 1H), 442 (pg, J = 79 Iy, 7.0 Ty, 12 H), 4.56-4.60 (m, 1/2H),
5.25-530 (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).

Cnonykn onucaHi B NMPUKITALOAX 167-169 ogepxyBanu BignosigHo Ao metoguku onucain B MPUKIALI 166
3amiHtotoun (P)-1-cdbeHinetarn~1,2-gion BignosigHMM AiorioM. Yac npoBeneHHsA peakuii nexas y mexax Big 1. go 24
roauH.
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MPWKNAL 167

(3)-3-(4-PeHin(1.31giokconan-2-in)-2-(nipnanH-3-inokcn)nipuanH  EnemeHTHUn  aHania  pospaxoBaHo  Ans
C-wH-*r03: C, 71.24; H, 5.03; N, 8.74. 3nangeHo: C, 71.02; H, 5.32; N, 8.03; Ag = -48.8°, 12.8 mr/mn B
vetuneHxnopuai; 'H AMP (400 MIu, CDCls) & 3.90-4.00 (m, 1H), 442 (am, J = 7.9 Ty, 7.1 Tu, 1/2H),
4.56-4.58 (m, 1/2H), 5.20-5.28 (m, 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 (m, 2H).

MPUKNAL 168

(8)-3-[4-(2-XnopdeHin-[1.3]aiokconaH-2-in]-2-(nipnanH-3-inokcn)nipnanH

EnemeHTHWit aHanis pospaxoBaHo ans CqgHsN,05Cl; MC 355.0864; Ap=+55.5°, 12.1mr/mMn B MeTunexxnopuai; 'H
AMP (400 Mlu, CDCl3) § 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).

MPUKNAL 169

(R)-3-[4-(2-XnopdeHin-[1.3]giokconan-2-in]-2-(nipnanH-3-inokcm)nipnamH

Cymiw uuc i TpaHc isomepiB: EnemeHTHWMI anania poapaxoBaHo Ansa C 49H45NoO3Cl: C, 64.32; H, 4.26; N, 7.90.
3HavigeHo: C, 64.31; H, 4.42; N. 7.72: Ap = -61.1°, 10.2mMr/Mn B MeTuUneHxnopuai; H amMP (400 MI'y, CDCl3) 5 3.82
(am, J =82 Tu, 73 Ty, 1/2 H), 395 (an, J = 7.2 Ty, 6.2 My, 1/2 H), 458 (ga, J = 8.0 My, 7.3 My, 1/2 H),
480 (g, J = 85 lu, 64 u, 172 H), 558-562 (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 (M, 2H), 8.45-8.55 (m, 2H).

MPUKNAL 170

2-[2-(Mipnann-3-inoken)nipnanH-3-inl-3-okca-1-asacnipo[4.4]HOH-1-eH

PosunH  N-(1-rigpokcmeTunuuknoneHTun)-2-(nipngmH-3-inokcn)HikotnHamigy  (0.045rpam,  0.144mmonb) i
okcuxnopua docdopy B Tonyoni (S5mn) nepemiwyBanu Ha npoTAsi Hodi. Cymill KOHUEHTpyBanu nig BakyymMoMm i
po3dMHANM B MeTaHoni (5mn) i gogaBanu kapboHaT kanito. Cymill KOHUEHTpyBanu nig BakyyMOM OLEpXKYtouu
HEeOUNLLEHNI NPOAYKT, AKUIA OYMLLaNU 3a AONOMOrol XpomaTorpadii Ha cunikareni, BUKOPUCTOBYIOUN B SIKOCTI €MOEHTY
eTUnaleTaT, ofepXyloun xoBTe Macro (0.021r). MC 296.1417, 'H SAMP (400 My, CDCls) & 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 = 7.5 'y, 5.0 Ty, 1H), 7.32 (@n, J = 83 Iy,
4.8 Tu, 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)HikoTuHamiIg,

0o posunHy 2-(nipnanH-3-inokcn)HikoTnHoBoi kucnotu (0.100r, 0.462mmonk), BOP (0.205rpam, 0.463mmonb) i
DIEA (0.242Mn) B aumetundopmamigi (5mn) gogaBanv H-nponinamiH (40Mn, 0.486mmornb) i ogepaHuin po3yrH
nepemillyBanu NpoTarom 4 roguH nNpu KiMHaTHIA Temnepatypi. PeakuinHy cymiw racunm 10Mn Bogm i ekcTparyBanm
eTunauetatom. O6'egHaHi opraHidHi ekcTpakTu npomwuBanu abo nopuielo 5% po3y4MHy NMMOHHOI KucroTu, abo
Hacu4eHiM BOOHMM po34uHOM OGikapboHaTy HaTpito, CyWUNN Hag cynbgaToM HaTpilo, hinbTpyBanu i KOHUEHTpyBanm
NPOAYKT, KW OYULLEanK 33 SONOMOrol Xpomatorpadii Ha cunikareni, BUKOPUCTOBYHOUN B SIKOCTi €MOEHTY AieTUNoBui
edbip, omepxytoun Giny kpuctanivHy pedosuHy (0.068r). Tnn. 55-56°C; 'H AMP (400 My, CDCl3) § 0.98 (T, J = 7.3
My, 3H), 1.61-1.70 (m, 2H), 3 45-3.50 (m, 2H), 7.19 (gm, J= 7.5 Ty, 4.8 Ty, 1H), 7.38-7.41 (m, 1H), 7.52-7.55
(m, 1H). 7.72 (we, 1H), 8.16 (oa, J = 4.8 'y, 2.1 'y, 1H), 8.52-8.63 (m, 3H).

Cnonykn onucaHi B NMPUKITALOAX 177-182 ogepxyBanu BignosigHo Ao metoguku onucain B MPUKIALI 166
3aMiHo4N H-NponinamiH BignoBigHWM amMiHOM. Yac npoBefeHHs peakuii nexxas y mexax Big 1 4o 24 roguH.

MPUKNAL 172

N-lzonponin-2-(nipnanH-3-inokcn)HikoTuHamiIg,

"H AMP (400 Mru, CDCl3) 6 1.27 (a, J = 6.4 Iy, 6H), 4.29-4.34 (m, 1H), 7.18 (am, J = 7.7 Ty, 4.8 Iy,
1H), 7.39-7.42 (m, 1H), 7.51 (we, 1H), 7.53-7.57 (m, 1H), 8.16 (an, J = 4.8y, 2.1 'y, 1H), 8.53-8.62 (m,3H).

MPUKNAL 173

Nn-1306yTnn-2-(NipuanH-3-inokcun)HikoTMHamig

EnemeHTHWi aHania pospaxoBaHo ans C 45H{7N30,; 'H AMP (400 My, CDCU) § 0.97 (a, J = 6.6 I, 6H),
1.71-1.95 (m, 1H), 3.35 (@@, J= 66 Tu, 58 lu, 2H), 719 (@@, J= 7.8 Tu, 4.8 lu, 1H), 7.39-7.42 (m, 1H),
7.53-7.56 (m, 1H), 7.76 (wc, 1H), 8.16 (aa, J =4.8 'y, 1.9 'y, 1H), 8.52-8.63 (m, 3H).

MPUKNAL 174

N-ByTun-2-(nipnanH-3-inokcn)HikoTuHamig,

Tnn. 55-56°C: EneMeHTHWit aHanis pospaxosaHo Anst Cqs5Hq7N305; TH AMP (400 My, CDCl3) 6 0.93 (T, J = 7.5
My, 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 (ga, J =4.8 'y. 1.9 'y, 1H), 8.51-8.63 (m, 3H).

MPUKNAL 175

N-MeHTin-2-(nipnanH-3-inokcn)HikoTuHamiIg,

Tnn. 61-62°C; EnemeHTHUi aHania pospaxoBaHo Ana C 4gH4gN3O,; C, 67.32; H, 6.71; N, 14.72. 3HangeHo: C,
67.52; H, 6.88; N, 14.23.

MPUKNAL 176

(8)-N-BTOp-ByTNN-2-(NipMANH-3-INOKCK)HIKOTUHaMIg

Tnn. 64-65°C; EnemeHTHUI aHania pospaxoBaHo ana C 4gH47N30,; C, 66.40; H, 6.32; N, 15.49. 3HangeHo: C.
66.66; H. 6.48; N, 14.89. Ap = +9.0°, 10.9Mmr/mn B MeTuUneHxmopua,i.

MPUKNAL 177
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(R)-N-BTOP-BYTMN-2-(NipUANH-3-TOKCK)HIKOTUHaMIA

Tnn. 55-56°C; EnemeHTHUI aHania pospaxoBaHo ans C 4gH47N30,; 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.

MPWKNAL 178

2-(MipnanH-3-inokemn)-N-(4-cynePamoinbeH3nn)HikoTuHamig,

Tnn. 196-197°C; EnemeHTHWMI aHania pospaxoBaHo Ana C4gH4gN404S: C, 56.24; H, 4.20; N, 14.75. 3naiigeHo:
C, 54.95; H.4.30; N, 14.11.

MPWKNAL 179

2-(MNipnanH-3-inoken)-N-(1-cynbdamoinninepngnH-4-inMeTun)HiKoTUHaMIg,

Tnn. 165-166°C; MC 392.1382.

MPWKNAL 180

N-(1H-lHgon-4-inmeTun-2-(nipngnH-3-inokcn)HikoTMHamig

Tnn. 134-135°C: EnemMeHTHUR aHanis pospaxoBaHo ans C ooH4gN4O2: C, 69.76; H, 4.68; N, 16.27. 3HalgeHo:
C, 69.45; H, 4.63; N, 16.15.

MPUKNAL 181

N-MNipnanH-2-inmeTun-2-(nipnanH-3-inokcu)HikoTUHaMIg,

Tnn. 118-119°C; EnemeHTHuMi aHania pospaxoBaHo ans C 47H4N4O05: C, 66.66; H, 4.61; N, 18.29. 3naiigeHo:
C, 66.24; H, 4.58; N, 18.21.

MPWKNAQL 182

N-BeH30o[1.3]aiokcon-5-inmeTnn-2-(nipnanH-3-inokcn)HikoTuHamig

Tnn. 130-131°C; EnemeHTHuMi aHania pospaxoBaHo Ans C igH45N30,4: C, 65.32; H, 4.33; N, 12.03. 3HaiigeHo;
C, 64.62; H, 4.14; N, 11.87.

MPWKNAL 183

N-[4-(1-Napokcun-1-meTuneTnn)6eHsnn]-2-(3-TpnuhTopMeTUNPEHOKCU ) HIKOTUHaMIL,

[Jo nepemiwyemMoro  po3ynHy  2-(3-TpudpTopMeTUNdEHOKCH)HIKOTUHOBOT  kucrnotkn  (0.311r,  1.1Mmonb),
2-(4-amiHomeTundeHin)nponan-2-ony  (0.200rpam, 1.21mmonb) i 1-rinpokenbeHsoTpuasonrigpaty  (0.178rpam,
1.32Mmorb) B cyxomy anmetundopmamigi (15mn) aonaesanu rigpoxnopua
(1-(3-gumeTnnamino)nponin)-3-etunkapoogiimigy (0.275rpam, 1.43mmonb) i odepaHWi po3YMH nNepemiwlyBanv Ha
npoTasi Hodi. Cymiw possogunm 250mMn Bogu | ekcTparyBanu etunauetatoM. OO6'efqHaHi OpraHidHi eKcTpakTu
npoMMBani BOAOK i HACMYEHWM BOAHWM PO34MHOM XSIOpMAY HaTpito, CyWUnu Hag cynbdaTom MarHito, dineTpysanm i
KOHLEHTPYBanu, OAepXyo4dM Macro, ke o4ullany 3a AoMoMorol Xxpomarorpadii Ha cunikareni, BUKOPUCTOBYIOYN B
SKOCTi enoeHTy cymil 4% meTaHon/MeTuneHxnopua, oaepkytoun niHy (0.350r). Tnn. 37-39°C; 'H AMP (400 My,
CDCl3) 5 1.56 (6H,¢c),469(2H, n,J=581Tu),7.2-7.6 (9H, m), 8.02 (1H, c), 820 (1H, m), 864 (1H, m).

Cnonyky onucaHy B NMPUKIALI 184 ogepxxyBanu BignosigHo Ao MeToauku onucaHin B NMPUKIALI 183 samiHoo4m
2-(4-amiHomeTuneHin)nponaH-2-on BigNOBIAHUM aMiHOM. Yac npoBedeHHA peakuil nexxas y mexax Big 1 0o 24 roguH.

MPWKNAL 184

N-(2-Xnop6eHann)-2-(3-TpucTopMeTUndeHOKCU)HIKOTUHaMIG

Tnn. 88-90°C; EnemeHTHUI aHania pospaxoBaHo ans C ooHq4No,O,F3Cl; C, 59.05; H, 3.47; N, 6.89. 3HaingeHo:
C, 58.89; H, 3.39; N, 6.94.

MPUKNAL 185

2-(2-XnopdeHin)-N-[2-nipuanH-3-inokcn)nipnamH-3-injayetamig

[o nepemillyemoro PO34MHY 2-Xnop6eH30MHOT KNCIoTi (0.200r, 1.17MmoOnNb),
2-(nipnanH-3-inoken)nipnamH-3-inaminy ~ (0.239rpam, 1.28ummonb) i 1-rigpokcmbenHsoTpuasonrigpaty  (0.190rpawm;

1.40mmonb) B cyxomy paumetundopmamigi (15mn) pgogaeanu rigpoxnopua  2-gietunamidHoetunxnopug  (0.292r,
1.52MMorb) | ofepkaHU PoO34YUH NepemillyBanu npoTsaroM BuxigHux. Cymiw possogunn 200Mn Bogu i ekcTparyeanm
eTunayetatom O6'eqHaHi opraHivHi ekctpakTt npommnanu 1N posvymHom NaOH, Bogoto i HaCM4YeHUM BOAHUM PO3YNMHOM
Xropuay HaTpito, CyLnnn Hag cyrbdaTom HaTpilo, inbTpyBanu i KOHLEHTPYBanM, OOepXKyo4M Macso, sike ovnwanm 3a
Aonomoroto xpomartorpadii Ha cunikareni. [NepekpuctanisoByBanu 3 CymMmilli eTunayeTtaT/rekcaH, ogepXyloun TBepay
pevoBumHy (0.093r). Tnn. 137-139°C; EnemeHTHUR aHania pospaxoBaHo ans C 4gH¢4N3O0,Cl: C, 63.63; H, 4.15; N,
12.37 3HanpgeHo: C, 63.30; H, 4.30; N, 12.34.

Cnonyky onucaHy B NMPUKITALI 186 ogepxxyBanu BignosigHo Ao meTtoauku onucaHin B NMPUKITALI 185 samiHtotoum
2-XnopGeH30MHY KUCMOTY BignoBiaHOW KapOoHOBOW KUCNoTol. Yac npoBedeHHs peakuii nexas y mMexax Big 1 oo 24
roauH.

MPUKNAL 186

2-(4-AueTtundeHin)-N-[2-(gipuann-3-inoken)nipuanH-3-injavetamig

Tnn. 110-112°C; 'H AMP (CDCl3) § 2.6 (3 H, ¢), 3.90 (2 H, ¢), 7.0-8.7 (12H, m).

MPUKNAL 187

2-(3-XnopdeHoken)-N-[4-(1-rigpokcn-1-MeTnneTnn)0eH3nnHiKkoTMHaMIg

[o nepemillyemoro pPO34MHy 2-(3-x110phEeHOKCU)HIKOTUHOBOT KNCIOTH (0.301r, 1.21MMOnb)
2-(4-amiHomeTundpeHin)nponax-2-ony  (0.200rpam, 1.21mmone) i 1-rippokcnbeHsoTpuasonrigpaty  (0.178rpam,
1.32MMmorb) B Cyxomy anmetundopmamigi (15mn) aonasanu rigpoxnopug

(1-(3-gumeTnnamino)nponin)-3-etunkapbogiimigy (0.275rpam, 1.43MmMonb) | odepkaHWW po3YMH NepemillyBanv Ha

npoTsasi Hodi. Cymiw possogunm 200Mn Bogn | ekcTparyBanu eTtunauetatoM. OO6'eqHaHi OpraHidHi  eKCcTpakTu

npommBanu Bogoto, TN po3umHOM rigpoKcuay HaTpilo i HAaCUYEeHUM BOOHWM PO3YMHOM XSOpMAY HaTpilo, CyLUMnu Hap

cynbgaToM MarHito, ginbTpyBanu i KOHUEHTpYBanu, OAepXy4Yn Macro, sike odullany 3a SONOMOrol Xpomatorpadii
-75-

67737 C2

UA



v N

€L L9

1]
'S

[ARS

170

15

20

25

30

35

40

45

50

55

60

65

Ha cunikareni BUKOPUCTOBYIOUN B AKOCTI €N0eHTY CyMill 6% MeTaHon/MeTuneHxropua, OaepXyodm TBepay peyvoBuHY
(0.258r). Tnn. 57-59°C; EnemeHTHWI aHania pospaxoBaHo Ans C ooHoiNoO3Cl: C, 66.50; H, 5.33; N, 7.06.
3HanpgeHo: C, 67.15; H, 5.95; N. 6.68.

Cnonyky onucaHy B NMPUKIALI 189 onepxxyBanu BignosigHo Ao MeToauku onucaHin B NMPUKIALI 188 samiHioo4m
2-(4-amiHomeTundeHin)nponaH-2-o5 BiANoBiAHMM amMiHOM. Yac npoBedeHHA peakuii nexae y Mmexax Big 1 4o 3 roauH. .

MPUKNAL 189

N-(2-Xnop©6eH3nn)-2-(3-xnopgeHOKCU)HIKOTUHAMIL,

Tnn. 126-128°C; EnemeHTHMI aHania pospaxoBaHo ana C4gH¢4NoO,Cly: C, 61.14; H, 3.78; N, 7.51. 3HaligeHo:
C,61.07; H, 3.73; N, 7.51.

MPUKNAL 190

(8)-2-(4-(2-[2-(4-PTOpheHoKen)NipuanH-3-in]-[1,3]aiokconan-4-in)PeHin)nponaH-2-on

Oo  posunHy etunoBoro  ectepy  (S)-4-{2-[2-(4-pTOpdheHoken)nipnanH-3-in]-[1,3]aiokconaHn-4-in}6eH30MHOT
kucnotn (0.085rpam, 0.2mmonb) B TeTparigpodypani (dmn) npu Temnepatypi -78°C no kpannam gogasanun 1.4M
po34uH MeTunniTito B AietunoBomy edipi (0.45mn, 0.6mmonb) nigTpumytodn TemnepaTypy Hwxkde -60°C i noTim
ofepXKaHuin posdnH nepemiwysann npu -78°C npotarom 90 xBunuH. Cymiw Harpisanu go 0°C, racunu Hacu4eHum
posunHom NH4Cl i ekcTparyBanu etunauetatom. OB6'eqHaHi opraHidHi eKCTpaKkTu MpoMMBanu BOAOK | HacMYeHUM
BOOHVMM PO34YMHOM XJIopugy HaTpilo, CylMnu Hag cynbdaTom MarHito, inbTpyBanu i KOHUEHTpyBanm OO Machna, ske
oyhlann 3a [JonoMorol  xpomartorpaddii Ha cunikareni, BUKOPUCTOBYIOMM B SKOCTI  enoeHTy cymiw  1/4
eTunaueTar/rekcaH, ogepxytoun 6esbapsHe macno (0.45r). EnemeHTHUIA aHania pospaxoBaHo aAnsa Co3HooNO4F: C,
69.86; H, 5.61; N, 3.54. 3naiigeHo: C, 70.85; H, 6.22, N, 3.15; 'H AMP (400Mry, CDCi3) § 1.58 (¢, 6 H), 3.90-4.00
(M, 1H), 4.38-4.42 (M, 1/2 H), 454-458 (M, 1/2 H), 521-528 (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).

Cnonykn onucaHi B MPUKITAOAX 191-192 ogepxyBanu BignosigHo o metoauku onucain B MPUKIALI 190
3amiHtotoum  etunosuii ectep  (5)-4-{2-[2-(4-pTopdpeHokemn)nipnamnH-3-in]-[1,3]piokconan-4-in}6eH3oiHOT  KUCnoTH
BigNOBIOHMM ecTepoM. Yac npoBeneHHs peakuii nexas y mexax Big 1 4o 3 roauH.

MPUKNAL 191

uune-(R)-2-(4-(2-[2-(4-PTopodeHokemn)nipnamnH-3-in]-[1.3]aiokconan-4-in}derin)-nponaH-2-on

EnemeHTHWIT aHania poapaxoBaHo Ans CozHyoNO4F; A=-45.3°, 15.2mr/mMn B MeTuneHxnopugi; 'H AMP (400Mrw,
CDCl3) & 158 (c, 6 H), 3.96-4.00 (m, 1H), 4.39-442 (m, 1 H), 521-524 (m, 1H), 6.38 (c, 1H), 7.04-7.14
(m, 5H), 7.40 (g, J = 8.1 'y, 2H), 7.50 (g, J = 8.5 'y, 2H), 8.05-8.16 (m,2H).

MPUKNAL 192

TpaHc(R)-2-(4-{2-[2-(4-PTopodeHoken)nipnamH-3-in]-[1.3]aiokconaH-4-in)deHin)-nponaH-2-on

EnemeHTHWi aHanis poapaxoBaHo Ans C ,3HooNO4F; 'H AAMP (400MMy, CDCls) & 1.58 (¢, 6 H), 3.92 (T, J =
7.9 Tu, 1H), 4.55-458 (m, 1 H), 523528 (m, 1H), 6.54 (c, 1H), 7.03-7.19 (m, 5H), 740 (o, J = 8.3 Tu,
2H), 7.51 (g, J = 8.1 'y, 2H), 7.99-8.15 (M, 2H).

MPUKNAL 193

2-(4-PTopdheHoken)-N-(4-cynbdamoinbeHsnn)HikoTuHamig,

[o posunHy 2-(4-cpTopdeHoken)HikoTnHoBoI kncrnoTtu (0.110r 0.470mmonbk), BOP (0.205rpam, 0,470mmonb) i DIEA
(0.242Mn, 1.42mmonb) B gumetuncdopmamigi  (5mn) gomaeanu  4-amiHomeTunOeHsoncynbdoHamin  (0.105rpam,
0.470MMoONb) | ofepXKaHUn po3YMH MepeMillyBany nNpu KiMHaTHIM TemnepaTypi Ha npoTasi Houi. PeakuinHy cymiw
racunu Bogdolo i ekcTparyBanu etunauetatom. O6'egHaHi opraHidHi ekcTpakTu npomusanv abo nopuieto 5% posunHy
NIMMOHHOI  KUCNOTKU, abo HacUYeHUM po3dMHOM 6GikapOoHaTy, Cywunu Hag cyrbgaTom HaTpito, (inbTpyBany i
KOHLEHTpYBanu A0 NPOAYKTY, SIKMA nepekpucTanisysanu 3 etunauetaty ogepxytoun 6ini kpuctanm (0.100r). Tnn.
222-223°C; EnemeHTHWMIA aHania pospaxoBaHo ansa C 4gH¢gN304SF: C, 56.85; H, 4.02; N, 10.47. 3HanpgeHo: C,
55.52; H, 4.14; N, 10.16.

Cnonyku onucaHi B MNMPUKIALOAX 194-195 opepxxyBanu BignosigHo Ao metoaukum onucadin B NMPUKMNALI 193
3aMiHor4M 4-amiHOMeTUNGeH30NCyNbGOHaMig BignoBigHMM amiHOM. Yac npoBeneHHs peakuii nexxas y mexax Big 1 go
3 roguH.

MPUKNAL 194

2-(4-dT1opdheHoken)-N-(1-cyrnbdamoinninepuanH-4-inMeTun)HikoTUHamIg,

Tnn. 225-226°C; EnemeHTHUIA aHania pospaxoBaHo ans C4gHo1N,O4SF: C, 52.93; H, 5.18; N, 13.72. 3HaligeHo:
C, 52.73; H. 5.16; N, 13.72.

MPUKNAL 195

N-(3,4-Ourigpo-2H-nipan-2-inmeTun)-2-(4-bTopdpeHoKCU)HIKoTMHaMIA

Tnn. 65-57°C;MC 329.1324.

MPUKNAL 196

2-(3-yiaHodbeHokcK)-N-(4-cyrnbgamoinOeH3nm)HIKOTUHaMIg

[o posunHy 2-(3-uiaHodeHokcH)HikoTUHOBOT kucroTtn (0.140r 0.600mmonk), BOP (0.260rpam, 0.600mmons) i DIEA
(0.310MI, 1.8mmonb) B aumetuncdopmamigi  (5mn) popasanu  4-amiHomeTun6ensoncynbdoHamina  (0.135rpam,
0.600MMONb) | ogepKaHU Po34YMH NepemillyBany nNpu KiMHATHIM TemnepaTypi Ha npoTasi Houdi. PeakuinHy cymill
racunu Bogdok i ekcTparyBanu etunauetatom. O6'egHaHi opraHiyHi ekcTpakTu npomusany abo nopuieto 5% poa3ynHy
NIMMOHHOI  KMCINOTKU, abo HacuU4YeHUM po3dMHOM OikapboHaTy, cywunu Hag cyrbgaTom HaTpito, (inbTpyBany i
KOHLEHTpYBann [0 NPOAYKTY, SIKMA nepekpucTanisyBanu 3 etunauetaty ogepxytoun 6ini kpuctanm (0.100r). Tnn.
179-180°C; EnemeHTHMI aHania pospaxoBaHo AnA C o,gH¢gN4O4S: C, 58.81; H, 3.95; N, 13.72. 3HanpeHo: C,
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57.47, H, 4.15; N, 13.45.

MPUKNAL 197 O

N-(4-CynbcdamoTbeHaunn)-2-(3-teTpasorn-1-ingeHoKcH)HIKoTUHaMIg

0o nepemiwyemoro posumHy  2-(3-TeTpason-1-indeHokcn)HikoTnHoBoi  kucrotu  (0.050r,  0.180mmornb),
4-amiHomeTnnbeHsoncynehoHamiay (0.060rpam, 0.26mmonb) i 1-rigpokcnbeHsoTprasonrigpaty
(0.031rpam,0.23mmorb) B cyxomy gumetundopmamigi (2mn) gopaeanu  rigpoxropua  2-gieTunamiHoeTunxnopuay
(0.044rpam, 0.23MMonb) i ogepKaHU PO3YMH NepeMillyBanu Ha npoTasi Hodi. Cymiw possogunu 200Mn Boawu i
eKkcTparyBanu etunauetatom. O6'eqHaHi opraHivHi ekcTpakT npommusanu sogot, TN po3y4nmHOM rigpokcuay HaTpito i
Hacu4yeHUM BOOHWM PO3YMHOM XIOpMAY HaTpilo, Cywnnu Hag cynbdpaToM HaTpilo, inbTpyBanu i KOHUeHTpyBanw,
OLEPXKYIOUM MPOAYKT, AKAA ouULLani 3a AONOMOrot XxpomaTorpadii Ha cunikaresni BUKOPUCTOBYIOUM B SIKOCTI €MOEHTY
cymil 5% MeTaHon/MeTUNeHXIopua, oaepxytoun 6iny Teepay pedosuHy (0.013r). Tnn. 72-74°C; 'H AMP (400 My,
CDCl3) 5 455 (@, J = 6.0 Ty, 2H), 6.74-6.84 (m, 2 H), 7.21-7.37 (m, 4H), 749 (@, J = 85 Ty, 2H), 7.72 (4,
J =8.3Tu, 2H), 8.10-8.21 (m, 2H), 9.05 (1, J = 6.0 'y, 1H).

MPUKNAL 198
N-[4-(1-Figpokcn-1-meTnneTun)ymknorekeunmMeTun]-2-(3-meTokcneHoKCn)HikoTuHamig
Oo PO34UHY eTWUNoBOro ectepy

4-({[2-(3-meToKcUdpeHoKen)NipnanH-3-kapOoHin)amiHoMeTun)yukrorekcaHkapboHoBoi kucrnoTtu (0.260rpam, 0.63MmMonb)
B TeTparigpodypaHi (5mn) npu TemnepaTypi -78°C no kpannam gogasanu 1.4M posdvH MeTUnniTiio B AieTUnoBomy
edipi (1.4mn, 1.89Mmornb) TemnepaTypy nigTpumMyBanu Huxde -60°C i ogepkaHuii po3ynH nepemiwysanu npu -78°C
NPOTAroM 2 roguH i MOTIM NOCTYNOBO HarpiBanu Ao KiMHaTHOI TemnepaTtypu Ha npoTAsi BuxigHux. Cymiw racunm
HacudeHum po3dnHoMm NH4Cl i ekcTparyBanm etunauetratom. O6'eqHaHi opraHivHi ekcTpakTu NpoMMBanu BOOOK i
Hacu4eHUM BOOHUM PO3YMHOM XJIOpUAY HaTpilo, CylUnu Hap cynbdaTtoM HaTpilo, dinbTpyBanu i KOHUEHTpyBanv Ao
NpoayKTy, AKUA oYMLani 3a JONOMOrol Xpomatorpadii Ha curikareni, BUKOPUCTOBYHOUM B SIKOCTI entoeHTy cymiw 1/1
eTunayeTat/rekcaH, ofepxytoun 6nigo-xoBTy TBepay peqoBuHy (0.077r). 'H AMP (400 Mly, CDCl3) § 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
(m, 1H), 7.12-7.16 (m, 1H),7.33 (1, J = 8.1 'y, 1H), 7.93-(wc, 1H), 8.20-8.22 (M, 1H), 8.60-8.61 (m, 1H).

MPUKNAL 199

2-(3-XnopdeHokcn)-N-[4-(1-rigpokcn-1-MeTuneTun)ymKnorekcunmeTun]HikoTuHamig

Ho etunoeoro ectepy 4-({[2-(3-xnopdeHokcn)nipnanH-3-kapboHin)amiHO}METUM)-LMKNorekcaHkapboHOBOT KUCNOTH
(0.220rpam, 0.53mmonb) B TeTparigpodypaHi (5mn) npu Temnepatypi -78°C no kpannam gogasanu 1.4M po3uduH
MeTUMITIIO B AieTunosomy edipi (1.13mn, 1.58Mmonb) TemnepaTtypy nigTpumyBanu Hmxkye -60°C i ogepkaHuin po3ymH
nepemiwysanu npu -78°C npoTAromMm 2 roguH i NoTiM NOCTYNOBO HarpiBanv A0 KiMHaTHOI TemnepaTtypu Ha npoTAsi
BMXigHUX. Cymiw racunm HacudeHum poadnHoMm NH,4Cl i ekcTparyBanu etunaueTtatom. O6'eqHaHi opraHivHi ekcTpakTu
npoMmnBani BOAOHK i HACMYEHUM BOAHWM PO3YMHOM XJIOpuUAYy HaTpilo, CYLIUNM Hag cynbdpatoM HaTpito, dinbTpyBanu i
KOHLEHTPYBanu 4O NPOAYKTY, SKUA ovMllany 3a SONOMOrow xpomaTorpadii Ha cunikareni, BUKOPUCTOBYHOUN B SIKOCTI
enloeHTy cyMill 2/3 eTunaueTtat/rekcaH, ofepXyloun Maibke 6ine macro (0.040r). 'H AMP (400 Mru, CDCl3) &
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).

MPUKNAL 200

2-(3-MeTtokcudpeHokemn)-N-(4-cynbgamoinbeHann)HikoTuHamig

0o posunHy 2-(3-meTokcudeHoKen)HikoTuHOBOI kucnotu (0.200r 0.820mmonb), BOP (0.360rpam, 0.820mMmornb) i
DIEA (425MlI, 2.45mmonb) B gumeTundopmamigi (5mn) gopasanu 4-amiHomeTunbGeHsoncynbgoHamig (0.182rpam,
0.820MMoONb) | ogepKaHUn pPo3YMH NepeMillyBany Npu KiMHATHIM TemnepaTypi Ha npoTasi Houdi. PeakuinHy cymiw
racunu Bogdow i ekcTparyBanu etunauetatom. Ob6'egHaHi opraHiyHi ekcTpakTu npomuBany abo nopuieto 5% po3ynHy
JIMMOHHOI  KMCrnoTW, abo Hacu4eHUMm po3dMHoM bGikapboHaTy, cywunu Hag cyrbdgaTom HaTpito, ginbTpyBany i
KOHLEHTpYBanu Ao nNpoaykTy, SKUN nepekpucTanisoByBanu 3 eTunayetaTy ogepxytodun 6iny teepay pedosuHy (0.260r).
Tnn. 142-143°C; EnemeHTHUI aHania pospaxoBaHo Ans CogH4gN305S: C, 58.10; H, 4.63; N, 10.16. 3HangeHo: C,
58.11; H, 4.91; N,9.83.

Cnonyky onucaHy B NMPUKIALI 201 ogepxxyBanu BignosigHo Ao MeToauku onucaHin B NMPUKIALI 200 samiHioo4m
4-amiHomeTnnbeHsoncynechoHamia BignosigHMM amiHoM. Yac npoBefdeHHst peakLii nexxas y mexax Big 1 4o 3 roguH.

MPUKNAL 201

N-[4-(1-Figpokcn-1-meTuneTun)beHann]-2-(3-MeToKCUPEHOKCU)HIKOTUHAMIL

Tnn. 69-71°C. EnemeHTHWIA aHania pospaxoBaHo Ana C o3Ho4N>O4: C, 72.39; H, 6.16; N, 7.14. 3HaiigeHo: C,
69.42; H, 6.34; N, 7.17.

MPUKNAL 202

2-(3-dropcheHokcn)-N-[4-(1-rinpokcn-1-MeTnneTnn)eeH3nnHikoTMHaMmig

[o nepemillyemoro PO34MHY 2-(3-pTOpdhEHOKCH)HIKOTUHOBOT KNCIOTH (0.250r, 1.07Mmonb),
2-(4-amiHomeTundeHin)nponan-2-ony  (0.195rpam, 1.18mmonb) i 1-rigpokcnbeHsoTpuasonrigpaty  (0.173rpawm;
1.28Mmorb) B cyxomy anmetundopmamigi (15mn) aogaesanu rigpoxnopua

1-(3-gumeTunamino)nponin)-3-etunkapbogiimia (0.173rpam, 1.28vmonb) i nepemiwyBanyM Ha npoTasi Hodi. Cymiw
possoaunu 300mn Boau | ekcTparyBanu eTunauetatoMm. OO6'egHaHi opraHivHi eKkcTpakTu npoMuBany Bogok i
Hacu4yeHMM BOAHWMM PO3YMHOM XIOpWMAY HaTpilo, Cywunu Hap cynbdaToM MarHiio, inbTpyBanv i KOHLUeHTpyBanw,
OLEpPXKYOUM Macro, fike oyullann 3a SONoMorol XxpomaTorpadpii Ha cunikareni. NepekpucranisoByBanyM 3 CyMilli
eTunaueTat/rekcaH ogepxytodn TBepdy pevoBuHy (0.400r). Tnn. 106-108°C; EnemeHTHWI aHanisa po3paxoBaHo
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ans CooHo4NoOsF: C, 69.46; H, 5.56; N, 7.36. 3HangeHo: C, 69.05; H, 5.68; N, 7.25.

MPWKNAL 203

N-[2-(4-OTopdeHoken)nipnamnH-3-in]-2-[4-(1-rigpokcn-1-meTuneTun)deHinlayetamig

[o 2-(4-auetundenin)-N-[2-(4-dpTopdeHokem)nipnanH-3-injayetamgy (0,270rpam, 0.741mmonb) B
TeTparigpodpypaHi  (15mn) npu  Temnepatypi -78°C depes wnpuy pfogasanu 1.0M  posunH MeTunniTio B
TeTparigpodypaHi (1.63mn, 1.63MMonb) i oOepKaHWi pPo3YMH nepemiwysanu npu -78°C npoTaroM 75 XBUMUH.
Honasann popatkoBy nopuito 0.8Mn MeTunniTito i cymiw HarpiBanu npu 0°C npotarom 10 XBWAMH i nNOTiM
oxonomxyeann go -78°C. Cymiw racunvm BOAOK, MOCTYNOBO HarpiBanu Ao KiMHATHOI TemnepaTypu i ekcTtparyBanu
eTunayetatoM. O6'eqHaHi OpraHiyHi eKCTpakT MPOMUBAENM BOLOK i HACMYEHUM BOOHWM PO34YMHOM XJTOpMAY HaTpito,
CyLIMNX Hag cynbdaToM MarHito, dinbTpyBanu i KOHUEHTpYBanu, oaepXytoun Biny TBepay peqoBUHY, AKYy o4vuLliani 3a
AonoMorolo xpomarorpadii Ha cunikareni BUKOPUCTOBYIOUM B SIKOCTI emoeHTy cyMmiw 2% MeTaHon/MeTuneHxropua,
odepxytoun 6iny TBepay pevoBuMHy. [lepekpucranisoByBanu 3 CyMilli eTunaueTaTt/rekcaH, OAepXyluu Teepay
pedoBuHy (0.032r). Tnn. 135-137°C; EnemeHTHWI aHania pospaxoBaHo gns CooHoyNoOsF: C, 69.46; H, 5.56; N,
7.36. 3HanpgeHo: C, 69.46; H, 5.92; N, 7.73.

MPWKNAL 204

(-)-N-[5-(1-Tigpokcnetnn)tiodeH-2-inmetTnn1-2-(NipnanH-3-inokcn)HikoTMHamig

N-[5-(1-gpokcmeTnn)TiodheH-2-inmeTun]-2-(nipnanH-3-inokcn)HikotuHamig (0.287r) posginanu  3a  [ONOMOrol
Chiral Cel OJ Column BMKOpPUCTOBYHOUN B AKOCTI entoeHTy cymiw 70/30 renTan/isonponaHorn, OAepXyrun NpoayKT.
[MepekpucTanizoByBann 3 CyMmilli eTunaueTtat/rekcaH ogepxytoun TBepay pedvoBuHy (0.070r). Tnn. 85-87°C;
EnemeHTHWIA aHania pospaxoBaHo ana C 1gH47N303S: C, 60.83; H, 8.82; N, 11.82. 3nangero: C, 55.38; H, 4.68;
N.10.82. A =-7.02°.

Cnonyky onucaHy B MPUKMNALI 205 ogepxxyBanu BignoeigHo 4o MmeToaukn onucanin B MPUKNALI 204.

MPWKNAQL 205

(+)-N-[5-(1-TppokcneTnn)TioPeH-2-inmeTun]-2-(NipnanH-3-inokcn)HikoTuHamig

Tnn. 88-90°C; EnemeHTHMI aHania pospaxoBaHo ana C4gH{7N303S: C, 60.83; H, 8.82; N, 11.82. 3HangeHo: C,
57.80; H, 5.06; N,11.21. A=+7.73".

MPWKNAL 206

N-[4-(1-Figpokcn-1-meTnneTtun)benann]-2-(3-meTuncynbdanindeHokcn)HikoTnHamig,

0o nepemiwyemoro posdnHy 2-(3-MeTtuncynbdaHingeHokcn)HikoTuHoBoi  kucrotn  (2.5rpam,  9.58mMmonb),
2-(4-amiHomeTuneHin)nponan-2-ony  (1.896rpam, 11.50mmonb) i 1-rippokcnbensoTpuasonrigpaty  (1.55rpam,
11.50mMmonb) B cyxomy anmetundopmamigi (60mn) aonasanu rigpoxnopuag
(1-(3-gumeTnnamino)nponin)-3-etunkapbogiimia  (2.39rpam, 12.45MMonb) | odepaHWW PO3YMH MepemillyBann Ha
npoTasi Houi. Cymiw possogunu 300 mn Boau i ekcTparyBanu etunauetratom. OO6'eqHaHi opraHivHi ekcTpakTu
npoMmnBani BOAOK i HACMYEHWM BOAHUM PO34MHOM XSIOpMAY HaTpito, CyWwunnu Hag cynbdaTom MarHito, dinbTpysanm i
KOHLEHTpYyBann, OAEPXKYl4YM >KOBTE MAacro, sfKke o4uwanu 3a [OOoNnoMorow xpomartorpadii Ha cunikareni
BMKOPUCTOBYOYM B fAKocTi eneHTy 3.5% MeTaHon/MeTuneHxropus, ogepxytoun 6iny TBepgoy PeYOBUMHY.
[MepekpucTanizoByBann 3 Cymilwi eTunauetart/rekcaH ofepxytoun TBepgy pedoBuHy (0.550r). Tnn. 107-109°C;
EnemeHTHWIA aHanis pospaxoBaHo ana CozHouNoO5S: C, 67.62; H, 5.92; N, 6.86. 3HargeHo: C, 67.53; H, 5.76; N, 6.91.

MPWKNAL 207

N-[4-(1-Figpokcn-1-meTnnetnn)beHann]-2-(3-meTuncybgaHindeHoKen )-HikoTMHaMIg

PoaunH N-[4-(1-rippokcn-1-meTunetun)benann]-2-(3-meTuncynbdanindgeHoken)-HikoTuHamigy (3.5rpam, 8.5mMmonb)
i MCPBA (3.945rpam, 18.8mmornb) B MeTuneHxnopugi (40mn) nepemiwyBanv npu KiMHaTHIn Temnepatypi 1 roguHy.
Cymiw possogunu eTunaueTatoMm, npomuBanu Bogot, 1N po3dMHOM rigpokcugy HaTpilo i HacM4eHUM BOQHMM
PO3YMHOM XJTOPUAY HaTpIilo, CYLIMMW Hag CyrbgaToMm MarHito, ginbTpyBanu i KOHLEHTPYBanu, ogepyoun 6iny Teepay
PEYOBUHY, AKY O4MllanM 3a AONOMOrol Xpomartorpadil Ha curikarerni, BMKOPUCTOBYIOHYM B AKOCTI entoeHTy 2%
MeTaHon/MeTuneHxnopua, ogepxytoun 6iny Teepay pedoBuHy (1.64r). Tnn. 51-53°C; EnemeHTHWUIA aHania pospaxoBaHo
ana CosHouN>O5S: C, 62.71; H, 5.49; N, 6.38. 3HangeHo: C, 61.87; H, 5.48; N, 6.29.

MPWKNAL 208

N-MNipnanH-4-inmeTun-2-(nipnanH-3-inokCcu)HikoTUHaMIL,

Po3unH  2-(nipnamH-3-inokcm)HikotnHoBol  kucrnotun  (0.0664rpam, 0.31mMmonb) B TieHimxnopugi  (1.12mn,
15.4Mmonb) HarpiBanm go 50°C. Yepes 1.5 rogmMHu peakuiiHy cymill oxorogyBanu [0 KiMHaTHOI TemnepaTypw i
KOHLEHTPYBanM npu  MNOHWXEHOoMy Tucky. [lpyu KiMHaTHIn  TemnepaTypi pgodasanu  nipuauH  (2.5mn) i
C-nipyugnn-4-inmetunamin (47Ml, 0.47 mmonb). Yepes 2 roguMH CyMmill KOHUEHTpyBanu nig BakyyMOM BuOanNsAwuu
nipyavH. HeouynleHnin NpoayKT ouuwann 3a AOMNOMOrol XpomaTtorpadili Ha cumikareni, BUKOPUCTOBYHOYM B SIKOCTI
entoeHTy cymiw 9/1 eTunayetat/mMeTaHoON, opepxytoun TBepay pedoBuHy (0.0331r). Tnn. 142-144°C; EnemeHTHWIA
aHanis pospaxoBaHo ansa O47H14N405: C, 66.66; H, 4.61; N,18.29. 3HangeHo: C, 66.40; H, 4.56; N, 17.94.

MPWKNAL 209

2-(4-dT1opdheHokcn)-N-(5-meTunnipasnH-2-inMmeTun)HiKoTUHaMIg,

Po3unH 2-(4-dpTopdeHokcn)HikoTuHoBOT kucnotn (0.0766rpam, 0.33mmonb) B TieHinxnopuai (2mn) HarpiBanu Ao
50°C. Yepes 1.5 roanHi peakuiHy cymill oxonog)KyBanu A0 KIMHaTHOT TeMnepaTypu i KOHLEHTPYBanu npu NOHWXeHoMYy
TUcKy. OpepXaHuin 3anuoK Po3HUHANK B NipuauHi (2mn) i gogasanu C-(5-metunnipasuH-2-in)-metunamin (0.14rpam,
1.0Mmonb). Yepes 1.5 roguHu cymilwl KOHUEHTpyBanu Mig BakyyMOM i o4ulanu 3a onomorok xpomartorpadii Ha
cunikareni, BAKOPMCTOBYIOYM B SIKOCTI €MOeHTyY cyMil 1:1 eTunayeTat/rekcaH, ogepxyrodn 6iny TBepgy pedoBUHy. Tno.
159°C; EnemeHTHUN aHani3 pospaxoBaHo ansa C4gH1sN4OoF: C, 63.90; H, 4.47; N, 16.56. 3HaligeHo: C, 63.78; H,
4.39; N, 16.26.
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Cnonyky onucany B NMPUKITALI 210 ogepxkyBanu BignoBigHo Ao metoanku onucadin B NMPUKNALI 209 3amiHtotoun
C-(5-meTunnipasnH-2-in)-meTunamid BignoeigHMM amiHoM. Yac npoBefeHHs peakuii nexas y Mexax Big 1 4o 24 roguH.

MPWKNAL 210

ETunosuii ectep 5-([2-(4-pTOpcpeHoken)nipuanHe-3-kapOoHrin]amiHo}-neHTaHoBOI KMCNOTH

EnemeHTHMIi aHania pospaxoBaHo ana C 1gHo4No,O4F: C, 63.32; H, 5.87; N, 7.77. 3HaiipgeHo: C, 62.42; H,
5.62; N, 7.52; '"H AAMP (CDCl3) & 121 (3H, T, J = 7.1 Tu), 1.69 (4 H, m), 2.33 (2 H, 7. J = 6.2 Ty), 3.49 (2
H, m), 408 (2 H, x, J = 7.06, 14.11), 713 (4 H, m), 786 (1 H, ¢), 817 (1 H, ga, J = 2.08, 4.77), 859 (1
H, aa, J =2.07, 7.67).

MPUKNAQL 211

2-[4-(1-Tigpokemn-1-metuneTnn)dPerinl-N-[2-(nipngmnH-3-inokeun)-nipnanH-3-injayetaming

0o posunHy 2-(4-auetundpeHin)-N-[2-(nipnanH-3-inoken)nipngnn-3-injayetamigy (0.130rpam, 0.374mmons) B
TeTparigpodypaHi (10mn) npu Temnepatypi -78°C gogasanu 1.0M po34ynmH mMeTunnitito B TeTparigpodypaHi (1.123mn,
1.123MMonb) | ofepkaHUn po3yYnH nepemiwysanu npu -78°C npotsarom 30 XBUNWH, MNicns Yoro PeakuiHy cymill
HarpiBanu Oo KiMHaTHoi Temnepatypy Ha 30 XBWMWH i MOTiIM oxonomxkyBanu go -78°C. Cymiw racunu Bogoto i
ekcTparyBanu etunauetatom. O6'eqHaHi OpraHivHi eKkCTpakTu NpoMMBariM BOAOK | HAaCUY4EHUM BOOHWM PO3YMHOM
Xriopuay HaTpito, CyLIUnK Hag cynbdaToM MarHito, dinbTpyBarny i KOHLEHTpYBanv ogepXyro4mn NpoayKT, AKUA ounani
33 Jonomoroto xpomaTorpadii Ha cunikareni; BUKOPUCTOBYIOUN B AKOCTI entoeHTy 3% PO34YnH MeTaHo/MeTUNeHXITopua.
MepekpucTanisoByBann 3 CymilWi eTunauertart/rekcaH ofgepxytoun TBepgy pedoBuHy (0.045r). Tnn. 122-124°C;
EnemeHTHWM aHanis pospaxoBaHo ans C,4Ho1N3O3: C, 69.41; H, 5.82; N, 11.50. 3naingeHo: C, 69.02; H, 6.12; N, 11.30.

MPUKNAL 212

2-(4-dT1opdheHokcn)-N-(5-rigpokcn-5-meTunrekcnn)HikoTuHamig

[o posunHy etunoBoro ectepy 5-{[2-(4-cbTopdeHokeun)nipnanH-3-kapboHinjamiHo}neHtaHoBoil kucrotn (0.0231rpam,
0.06mmonb) B TeTparigpodypaHi (1mn) npu Temnepatypi -78°C yepes wnpuy gogasany 1.4M po3dnmH MeTunniTiio B
pieTunoBomy edipi (186Mn, 0.26MMonb) | ogepKaHuin po3HnH nepemiwysanun npu -78°C npotsarom 2 rogvH. Jogasanu
200Mn Bogu i cymill HarpiBanu go KiMHaTHOI Temnepatypu. PeakuiiHy CyMmill po3Bogunn etTunauetaToMm, CylWwnnu Hag
cynbcaToM MarHito, inbTpyBanu i KOHLEHTPYBarnu, OOepXKyoun Yucte macno. EnemMeHTHUA aHanis pospaxoBaHo ans
C1gHa3N,05F: C, 65.8; H, 6.69; N, 8.09. 3HaiineHo: C, 63.17; H, 5.73; N, 7.46; TH AMP (CDCly) s i.21 (6H, m), 1.51
(3 H, m), 1.67 (2 H, m), 3.52 (2 H, M), 410 (1 H, K, J= 7.17, 14.30), 7.17 (4 H, M), 7.86 (1 H, c), 820 (1
H, oa, J =2.11,4.89), 8.58 (1 H, pa, J = 2,16, 7.67).

MPUKNAL 213

N-[2-(3-AneTundbeHokcn)nipngunn-3-in]-2-[4-(1-rigpokcn-1-metunetun)deninjayetamiall

0o posunHy 2-(4-aueTtundeHin)-N-[2-(3-uiaHodeHoken)-nipuann-3-injayetamigy (0.250rpam, 1.484mmonb) B
TeTparigpodypaHi (15mn) npu Temnepatypi -78°C pgogasanu 1.0M posunH mMeTunnitito B TeTparigpodypaHni (5.2mn,
5.2MMonb) | ogepKaHuin po34vuH nepemiwysanu npu -78°C npotarom 1 roanHu. Jogaeanu gogaTkoBy nopuito 2.0mn
METWUAMITIIO | ogepKaHUin po34MH NepeMilyBanu Ha npoTasi 5 XBUMKUH HarpiBaw4n Woro 4o KiMHaTHOI TemnepaTypu.
PeakuinHy cymiw racunu Bogoto i ekcTparysanu etunayetatom. O6'eqHaHi eKCTpakTu NpoMUBanv BOAOK i HACMYEHUM
BOOHMM PO3YMHOM XNopuay HaTtpitlo, CylMnu Hag cynbdaToM MarHito, inbTpyBanu i KOHUEHTpYBanu, OAepXKytoun
Macno, fKke o4uliany 3a [JONoMOorol Xxpomatorpadii Ha cunikareni BUKOpUCTOBYlOYM B sikocTi entoeHTy 30%
eTunayeTat/rekcaH. [NepekpucranizoByBanu 3 CyMili eTunaueTtaT/ rekcaH ogepxytodmn 6ini kpucrtanm (0.082r). Tnn.
85-87°C; EnemeHTHUN aHania pospaxoBaHo Ans Co4HouNoOy4; C, 71.27; H, 5.98; N, 6.93. 3HanpgeHo: C, 68.61; H,
6.30; N, 6.19.

MPUKNAL 214

2-(3-LliaHodeHoken)-N-[4-(1-rigpokcn-1-MeTUNeTUN)LUKINorekCunMeTun|HikoTuHamig

o posunHy etunosoro ectepy 4-{[2-(3-LiaHodheHOoKCU)NipnanH-3-inkapbamoin]meTun}-unknorekcaHkapOoHOBOT
kucnotun (0.180rpam, 0.46mmonb) B TeTparigpodypaHi (6mn) npu Temnepatypi -78°C 4epes wnpuy gogasanu 1.4M
po3YMH MeTunniTito B AieTunoBomy edipi (980Mn, 1.37MMonb) i ogepaHuin pos3vnmH nepemiwysanu npu -78"C Ha
npotasi 2 roauH. PeakuinHy cymiw racunum 200Mn  HacudeHoro posuuHy NH 4Cl i HarpiBanu po  kimMHaTHoOI
TemnepaTtypu. PeakuiiHy CyMmill po3BOAMAM €TWNaueTaToM, CYWWW Hag cynbdaToM MarHio, dinstpysanu i
KOHLEHTPYBAanM, OOEPXYo4M a CBITNO-KOBTE MAacro, ke KPUCTarnidyBarnoch Npu CTosiHHi. Tnn. 129-130°C; EnemeHTHWIA
aHania pospaxoBaHo ana CozHo7N3O5: C, 70.21; H. 6.92; N, 10.68. 3HaligeHo: C, 69.23; H, 6.88; N, 10.37.

MPWKNAL 215

MeTtunoeuit ectep 3-{3-[4-(1-rigpokcu-1-metuneTnn)beHsunnkapbamoin]nipnanH-2-inokcun}-6eH3oMHOT KUCnoTu

[o nepemiwyemMoro posynHy 2-(3-mMeTokcukapOoHindeHoKen)HikoTMHoBOT kucnotu (0.400rpam, 1.463mmonb),
2-(4-amiHomeTundeHin)nponan-2-ony  (0.266rpam, 1.61Mmonb) | 1-rinpokcubeHsoTpuasonrigpaty  (0.237rpam.
1.755mmonb) B cyxomy aumetundopmamigi (20mn) gopasanu rigpoxnopus 2-gietunamiHoetunxnopua (0.365rpam,
1.90MMorb) | ogepkaHMin po3YMH nepeMiwlyBann Ha npoTasi Houdi. Cymill posBoaunyu BOAOK | ekcTparysanu
eTunauetatom. O6'eqHaHi eKCTpakTU NPOMUBaNnu BOAO i HACMYEHVM BOOAHUM PO3YMHOM Xropuay HaTpilo, Cylunnm Haa
CyNbaToM MarHito, inbTpyBanu i KOHLEeHTpyBanu, opepxytoun 6iny miHy (0.360r). MC (w/e) 420 (M*+1); 'H AMP
(CDCl3)81.50(6H,c),3.90(3H,c),470(2H, a,J =5.60Tu), 7.20-8.65 (12 H, m).

MPUKNAL 216
2-(4-PT1opdheHokcn)-N-(5-okcomopdoniH-2-1IMeTMN)HIKOTUHaMIg
PosunH rigpoxnopugy 6-amiHomeTunmopdonin-3-oHy (0.200rpam, 1.2mmone) i Tpuetunamivy (0.150rpam,

1.5MMonNb) B AMMeTUNdopMamigi nepemilyBanu npu KiMHaTHIn TemnepaTtypi npotarom 30 xBunuH. [o nepemiwlyemoro
po3udvHy podasann 2-(4-bTopdheHOKCH)HIKOTUHOBY kucroTy (0.280rpam, 1.2mMmonb), 1-rigpokcmbeHsoTpuasonrigpat
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(0.237rpam, 1.755mmonb) i rigpoxnopua 2-gietunamiHoetunxnopugy (0.30rpam, 1.56MmMonb) i ogepXaHui pPo3unH
nepemillyBanu Ha npoTsasi Hodi. Cymiw possogunu Bogok | ekcTparyBanu etunauetatoM. O6'eqHaHi ekcTpakTu
npomuBanu 1N posdnHom NaOH, Bogow i HacM4YeHMM BOAHWM PO3YMHOM XJIOpuMAY HaTpilo, CylwunM Hag cynbdatom
MarHito, inbTpyBanu | KOHUEHTpyBanu, ogepxytoun ©Oiny TBepgy peyoBUHY, SKy OYMLanu 3a [OMOMOro
Xpomatorpadii Ha cunikareni, BWKOPWUCTOBYIOYMM B HAKOCTi enoeHTy 5% posunmH MeTaHon/mMeTuneHxnopua.
MepekpucTanizoByBanu 3 cyMilwi eTunauetar/rekcaH ogep:kytodmn 6ini kpuctanum (0.175r). Tnn. 157-159°C; EnemeHTHUIA
aHania pospaxoBaHo ana C47H.gN3O4F; C, 59.14; H, 4.67; N, 12.17. 3HaipgeHo; C, 59.00; H, 4.69; N, 12.19.

MPUKNAL 217

2-(3-LliaHodeHoken)-N-(5-meTunnipasnH-2inMeTun)HikoTMHamig

PosunH 2-(3-uiaHodeHokemn)HikoTuHoBOT kncrnoTtu (0.0067rpam, 0.03mmornb) B TieHinmxnopugi (500Mn, 6.9mmornb)
nepemillyBanu Npy KiMHaTHIA TemnepaTypi NpoTAroM 3 roAWH i KOHLUEHTPYBanu npu MOHWXEHOMY TUCKY, OOEpXYyoun
Oiny TBepay pevoBuHy. [O ogepaHoro sanuwky gogasanu nNipuauH (300Mn) i C-(5-meTunnipasunH-2-in)metunamlH
(0.0038rpam, 0.03mMmorb). Cymiw 3anuwanu npyu KiMHaTHIA Temnepatypi Ha 3 roguHW i NOTIM KOHLEHTpyBanu nig
BaKyymoM, ogepxytoun 6iny teBepgy pedoBuHy (0.0093r). EnemeHTHUI aHanis pospaxoBaHo ang C 4gH45Ns50,: C,
66.08; H, 4.38; N, 20.26. 3HangeHo: C, 56.89; H, 5.02; N, 18.31.

MPWKNAL 218

N-[2-(3-LliaHodeHoken)nipnamnH-3-1-2-[4-(1-rigpokcn-1-metTunetun)dpeHinlayetamin,

0o posunHy 2-(4-ayetundeHin)-N-[2-(3-uiaHodeHoken)-nipuanH-3-injayetamigy  (0.360rpam, 0.96mMmone) B
TeTparigpodpypaHi (15mn) npu Temnepatypi -78°C popasanu 1.0M po3unH meTunniTito (2.03mn, 2.03mMMmorb) B
TeTparigpodypaHi (20Mn) i ogepkaHuMin po3dMH nepemiwyBanu npu -78°C Ha npoTasi 1 rogumHu. PeakuiiHy cymiw
racunu Bofdoto i ekcTparyBanu etunaueratom. Ob'efHaHi ekcTpakT NPOMUBaN BOAOK | HACUYEHUM BOOAHUM PO3YMHOM
Xriopuay HaTpito, CYyLIUNN Hag cynbgatoM MarHito, ginbTpyBanv i KOHUEHTPYBanuW, oaepyroun Giny TBepay pe4oBUHY,
AKy ouuwanu 3a pfJonomoroto xpomatorpadii Ha curikareni BMKOpUCTOBYKOHMM B aKocTi  entoeHTy 40%
eTunayeTar/rekcaH. epekpucTanisoByBanu 3 cyMmiwi eTunauetat/rekcaH opepxytoun 6ini kpuctanm (0.115r). Tnn.
97-99°C; EnemeHTHMIi aHania pospaxoBaHo ana C o3H,4iN3O5: C, 71.30; H, 5.46; N, 10.85. 3HangeHo: C, 70.96;
H, 5.30; N. 10.69.

MPWKNAQL 219

2-(MipnanH-3-inokemn)-N-(4-TpudTopaueTnnoeHann)HikoTuHamig

0o nepemiwyemoro  posdnHy  2-(nipuaunH-3-inoken)-N-[4-(2,2,2-TpudbTop-1-rigpokcnetun)beHann]HikoTuHamigy
(0.350rpam. 0.87mmonb), NMO (0.153rpam, 1.3mmonb) i 4A monekynapHi cuta (0.5r) B meTuneHxnopugi i gogasanu
TPAP (0.015rpam, 0.04MMoOrb), OOepKaHUA PO3YNH NepeMillyBan Npu KiMHaTHI TemnepaTypi Ha npoTasi 4 roguH.
Cymiw cinbTpyBanu Kpisb LeniT, NpoM1MBanu BoAo, CyLUWNN Hag cynbdatoM marHito, inbTpyBanu | koHUeHTpyBanu
Npyv MNOHWXEHOMY TWUCKY, OAEPXKYHOHYM Macro, fKe o4ullann 3a [onoMorol Xpomatorpaddii Ha  cunikareni,
BUKOPUCTOBYIOUM B AKOCTI enioeHTy 5% wmeTaHon/meTuneHxnopua, ogepxytoun Teepay pedoBuHy (0.151r). Tnn.
134-136°C; EnemeHTHui aHania pospaxoBaHo ans C o,gH.4N3O3F3: C, 59.85; H. 3.52; N, 10.47. 3HanpgeHo: C.
59.56; H, 3.63; N,10.20.

MPWKNAQL 220

2(3-AueTtnndeHokcn)-N-nipnanH-4-TMeTUnHIKOTMHaMIA

0o posunHy 2-(3-aueTundreHokcn)HikoTuHoBol kucrnotu (0.356rpam, 1.39mmonb), C-nipygnH-4-inMeTunaminy
(0.150rpam, 1.39vmonb) i 1-rigpokcmbenHsoTpuasonrigpaTty (0.224rpam, 1.66MMonb) B CyxoMy AMMeTundopmamiai
popaeanu rigpoxnopug (1-(3-aumeTunamiHo)nponin)-3-etunkapbogiimia (0.319rpam, 1.66MmMonb) i ogepaHuil po3ymH
nepemillyBany Ha npoTasi Houi. Cymiw possogunu 100mn Bogu i ekctparyBanu etunagetratoMm. O6'egHaHi opraHidHi
eKCTpPaKTU MPOMUBANM BOAOK i HACMYEHUM BOOHUM PO3YMHOM XJI0pUAy HaTpilo, Cylwunu Hag cynbdatoMm MarHito,
piNbTpyBanu i KOHUEHTpyBanu, odepxytoudn Oiny TBepay peqoBMHY, iKYy OWULLani 3a OoNoMorol xpomatorpaddii Ha
cunikareri, BUWKOPWCTOBYIOMM B  SKOCTI  eMIOEHTY eTunauetar, ogepxywun Oiny TBepoy  pevOBUHY.
MepekpucTanizoByBanu 3 cyMmiwi eTunauetat/rekcaH, ogepxytoun 6iny TBepay pedoBuHy (0.220r). Tnn. 148-150X;
EnemeHTHWIA aHania pospaxosaHo ana CogH47N3O35: C, 67.15; H, 4.93; N,12.10. 3HangeHo: C, 66.57; H, 4.55; N,11.43.

Cnonykn onucaHi B NMPUKITALOAX 221-224 opepxyBanu BignosigHo o metogukn onucawin B MPUKIALI 220
3aMmiHtoloun C-nipyanH-4-inMeTunamid BignoBigHUM amiHoM. Yac npoBedeHHA peakuii nexaB y Mexax Big 1 oo 24
rOAuvH.

MPUKNAQL 221

2-(3-AueTtundpeHokcu)-N-[4-(1-ngpokcn-1-meTnneTnn)6eH3nn]HiKkoTuHaMig

Tnn. 52-54°C; EnemeHTHWIA aHania pospaxoBaHo Ana C o4HouN>O4: C, 71.27; H, 5.98; N, 6.93. 3HavnigeHo: C,
69.78; H, 5.54; N, 6.83.

MPWKNAQL 222

2-(3-AueTundeHokcn)-N-(2-xnop6eHsnn)HikoTuHamig,

Tnn. 140-142°C; EnemeHTHUI aHania pospaxoBaHo ansg C,4Hi7N>,O3CIl. C, 66.23; H, 4.50; N, 7.36. 3HangeHo;
C, 65.84; H, 4.22; N, 6.88.

MPWKNAQL 223

2-(3-AuyeTtundeHokcn)-N-[4-(1-rigpokcneTnn)beHann]HikoTuHamig

Tnn. 105-107°C; MC (m/e) 391 (M*+1).

MPUKNAL 224

2-(3-AueTundpeHokcm)-N-(4-cynsgamoinbeHann)HikoTuHamig

Tnn. 162-164°C; MC (m/e) 425 (M*); TH AMP (OMCO-d®) § 2.55 (3H, c), 4.56 (2 H, a, J = 6.0 W), 7.2-9.2 (12 H, m).

MPWKNAL 225
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2-[3-(1-Tigpokemn-1-metuneTun)deHikcn]-N-nipnanH-4-inMeTunHikoTMHamig

[o posunHy 2-(3-ayetundeHokcn)-N-nipuanH-4-inmetunHikotuHamigy (0.180rpam, 0.51Mmonb) B TeTparigpodypaHi
(20mn) npu Temnepatypi -78°C popaBanu 1.0M posuumH meTunnitito B cymiwi TId/kymeH (1.14mn, 1.14mmonb) i
ofepXaHUin po3dnH nepemiwysany npu -78°C Ha npoTasi 1 roguHU. PeakuinHy cymil racunv Bogow i po3Boaviv
eTunaueTtatom. OpraHiyHui Wap NpoMUBan BOAOK i HACKYEHUM BOAHUM PO3YMHOM Xropuay HaTpito, Cylwuunu Hap
cynbhaToM MarHito, inbTpyBanu i KOHUEHTPYBanu, OAEPXYyuYM NPOoayKT, AKAKA ouvMlianu 3a [AOMNOMOrow
XpomaTtorpadii Ha cunikareni, BUKOPUCTOBYHOUM B SIKOCTI €fOeHTy eTunaueTar, ogepxyroun 6iny niHy. MC (w/e) 364
(M*1+1); "H AMP (CDCl3) 5 1.58 (6H, ¢), 4.70 (2 H, A, J = 5.81 '), 7.0-8.7 (12 H, wm).

MPUKNAL 226

N-(2-Xnop6eHann)-2-[3-(1-rippokcun-1-metTunetmn)dPeHikcu]HikoTuHaming

[o posunHy 2-(3-auetunderHokcn)-N-(2-xnopbeHann)HikotmHamigy (0.410rpam, 1.307mMmonb) B TeTparigpodypaHi
(20mn) npu Temnepatypi -78°C gogaBanu 1.0M posumH meTunnitito (2.7mn, 2.697MMonb), CyMmill nepemilyBany npu
-78°C Ha npoTa3i 1 roguHy i NoBifbHO HarpiBanv O KiMHaTHOI TemnepaTtypu npoTsarom 1 roguHu PeakuiiHy cymill
racunu Bogot i po3soaunu etunauetatoM. OpraHiYHWiA LWap nNpoMuBany BOAOK | HACMYEHWM BOLAHWM PO3YMHOM
Xropuay HaTpito, CyLUW Hag cynbgaToM MarHito, inbTpyBanu i KOHLEHTPYBanu, O4epXXylouM Macso, ke ovnLlany 3a
aonomorolo xpomatorpadii Ha cunikareni, BUKOPUCTOBYHOUM B SKOCTi €MOEHTY PO3dnH 2% MeTaHon/MeTuneHxropua,
opepxkyloun macrio. MC (m/e) 397 (M*+1); 'H AMP (CDCl3) § 1.60 (6H, c), 4.78 (2 H, a. J = 6.01 Ty) 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 NMPUKIALI 227 ogepxxyBanu BignosigHo Ao MeToauku onucaHin B NMPUKIALI 226 samiHoo4m
2-(3-aueTmndgeHoken)-N-(4-(1-rigpokcn-1-meTuneTun )6eHaun]-HikoTMHaMmig BignoBigHWM KeTOHOM. Yac npoBegeHHs
peakuii nexas y Mexax Big 1 o 24 roguH.

MPUKNAL 227

N-[4-(1-Figpoken-1-meTunetun)benann]-2-[3-(1-rinpokcn-1-meTnneTun)deHikem]-HikoTnHamig

MC (mle) 421 (M'+1); 'H AMP (CDCl3) 5 1.54 (6H, c¢), 1.57 (6H, c), 467 (2 H, m). 7.0-75 (9 H, wm),
8.10-8.70 (3 H, m).

MPUKNAL 228

N-[4-(1-Figpokcn-1-meTnnetnn)beHann]-2-(3-TpuhTopMeTOKCUPEHOKCU ) HIKOTUHAMIS,

[o PO34UNHY 2-(3-TpnbTOPMETOKCUPEHOKCU)HIKOTUHOBOI KNCoTK (0409rpam, 1.366mMMmorb),
2-(4-amiHomeTundeHin)nponan-2-on  (0.200rpam, 1.24mmonb) i 1-rigpokcnbeHsoTpuason-rigpaty  (0.185rpam,

1.366MmMonb) B cyxoMy AuMeTundopMamigi gogasanu rigpoxnopug (1-(3-aumeTtunamiHo)nponin)-3-eTunkapbogiimig
(0.286rpam, 1.50MMonb) i ogepXaHUn Po3YMH MepeMillyBany Ha npoTasi Hodi. Cymil po3Boauny eTunayeTaToM,
nPOMMUBany BOAOK i HACMYEHUM BOAHWM PO34YMHOM XFIOpMAY HaTpilo, CyWWNu Hag cynbdaToM MarHito, dinbTpysanu i
KOHLeHTpyBanu, O4epXyludnM Macro, sike ovulliany 3a OOMNOMOrol xpomartorpadii Ha cunikareni, BUKOPUCTOBYIOYM B
SKoCTi entoeHTy cymil 3.5% MeTaHon/MeTuneHxnopus, ofepxytoun macrio (0.430r). MC (w/e) 447 (M *+1); 'H AMP
(CDCl3) 81.50 (6H, ¢),4.70(2 H,a,J =5.81Tw), 7.0-7.5 (9 H, m), 8.00 (1 H, wc), 8.20 (1 H, m), 8.65 (1 H, m).

MPUKNAL 229

N-(4-AueTnnuuknorekcnnmeTiun)-2-(4-pTopdheHOKCH)HIKOTUHaMIg

o posdnHy etunoBoro ectepy 4-{[2-(4-hbTopdheHoKen)nipnanH-3-inkapbamoin]meTun}-unknorekcaHkapOoHOBOT
kucnotu (3.01rpam, 7.5Mmonb) B TeTparigpodypaHi (40mn) npu Temnepatypi -78°C nosineHo gogasanu 1.4M poaynH
MeTunniTito B gieTunosomy edipi (16.1mn, 22.5Mmornb), cymiw nepemiwyBanu npu -78°C npoTtarom 1 roguHn i NoBiNbHO
HarpiBann go -30°C. PeakuiiHy cymiw racunun 600 Mn HacudeHoro pos3udvHy NHA4CI| i HarpiBannm go KiMHaTHOI
Temnepatypu. PeakuiiHy CcyMmill po3BOAMNM €TUNaueTaToM, CYWWnu Hag cynbdaToM MarHio, dinbtpysanu i
KOHLEHTpYyBann, OAEPXYIOuYM CBITMO-KOBTE Macro, fKe oudullany 3a [OMNoMorow xpomatorpadpii Ha cunikareni
BUKOPMCTOBYIOYMN B AIKOCTI entoeHTy 3/2 rekcan/etunauetar go 1/3 rekcaH/eTunayeTart, OAepXylo4dn YucTte mMacno, ake
oTBepaino npu crogaHi (0.3500r). Tnn. 110-111°C; EnemeHTHUIA aHania pospaxoBaHo Ansa C 51Ho3No,O3F: C, 68.09; H,
6.26; N, 7.56. 3HaligeHo: C, 67.32; H, 6.26; N, 7.40.

MPUKNAL 230

2-(2,4-OnptopdeHoken)-N-[1-rigpokcn-1-meTuneTnn)beH3nn]HikoTuHamig

[o PO34UNHY 2-(2,4-anpTOPdHEHOKCH)HIKOTUHOBOT KNCIoTH (0.300rpam, 1.19Mmonk),
2-(4-amiHomeTunddeHin)nponan-2-ony  (0.217rpam, 1.31Mmonb) | 1-rigpokcubeHsoTpuasonrigpaty  (0.177rpam,

1.31MMoOMb) B cyxoMy AumeTundopMamigi nogasanu rigpoxnopug  1-(3-gumeTunamido)nponin)-3-etunkapbogiimioy
(0.273rpam, 1.43MMONb) | oAepXKaHWA PO3YMH MepemilyBany Ha npoTsasi Hodi. Cymiw sunmeanu B 100mn Bogwu i
ekcTparyBanu etunauetatom. O6'egHaHi ekcTpakti npomueany 1N po34MHOM FgpOKCMAY HaTpilo, BOAOK i HACUYMEHUM
BOOHUM PO3YMHOM Xrlopuay HaTpilo, CyWWnu Hap cyrbdgaTom Marito, dinsTpyBanu i KOHUEHTpyBarnu, ofepXyrouun
Macro, fike ouuLany 3a OONOMOrow xpomarorpadil Ha cunikareri, BUKOPUCTOBYIOUN B AKOCTI entoeHTy cymiwl 40%
eTunayeTat/rekcaH, ogepxyloudn 6iny TBepay peqoBuHy. [lepekpucTanizoByBanuM 3 CyMmiwi eTunauetat/ rekcaH
ofepxytoun Biny TBepay peyoBuHy (0.336r). Tnn. 92-94°C; EnemeHTHWI aHania pospaxoaHo Ans CooHogN>OsF5: C,
66.32; H, 5.06; N, 7.03. 3HangeHo: C, 66.28; H, 4.92; N, 6.89.

MPUKNAL 231

2-(3,4-OundpropdbeHokcn)-N-[4-(1-rigpokcu-1-meTnneTnn)6eH3nn]HikoTuHamMig

[o PO34UNHY 2-(2,3-anTOpdEHOKCH)HIKOTUHOBOT KMCIoTH (0.300rpam, 1.19Mmonk),
2-(4-amiHomeTundeHin)nponan-2-ony  (0.217rpam, 1.31mMmonb) i 1-rigpokcnbeHsoTpuason-rigpaty (0.177rpam,

1.31MMoMb) B cyxoMy AuMeTundopMamigi gogasanu rigpoxnopus (1-(3-aMmeTtunamiHo)nponin)-3-eTunkapbogiimin
(0.273rpam, 1 43mMmonb) | ogepXaHW PO3YMH nNepemiwyBany Ha npoTtasi Houi. Cymiw Bunmeanu B 100Mn BogM i
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ekcTparyBanu etunagetatom. O6'egHaHi ekcTpakti npomueany 1N po34MHOM FigpokcMay HaTpilo, BOAOK i HACUYEHUM
BOOHMM PO3YMHOM XJlopuay HaTtpilo, Cylwmnu Hag cynbdaToMm MarHito, inbTpyBanu i KOHUEHTpyBanu, O4epXyloun
Macno, fKe oduvllany 3a QoMoMoro Xpomarorpadii Ha cunikareni BUKOPUCTOBYIOYM B SKOCTI entoeHTy cymiw 40%
eTunayeTaT/rekcaH, ogepyoun mMacro. NepekpncTanisoByBanu 3 cyMilli eTunaueTaT/rekcaH, ogepxyrodn 6iny Teepay
pevoBunHy (0.337r). Tnn. 98-100°C; EnemeHTHWI aHania pospaxoBaHo Ana C ooHooN,OsF,: C, 66.32; H, 5.06; N,
7.03. 3HangeHo: C, 66.40; H, 4.94; N, 6.89.

Cnonykn onucaHi B MNMPUKIALOAX 232-233 ogepxyBanu BignosigHo o metoguku onucain B MNMPUKNALI 231
3aMiHtoloun 2-(4-amiHoMmeTundeHin)nponaH-2-on BignNoBigHMM amiHOM. Yac npoBedeHHsA peakuii nexas y mexax Big 1
0o 24 roguH.

NMPUKIAL 232

2-(3,4-OundpropdpeHokcn)-N-[4-(1-rigpokecnmknobyTnn)oeHann]HikoTuHamig

Tnn. 74-76°C; EnemeHTHMI aHania pospaxoBaHo ansa Co3HogN,OsFo: C, 67.31; H, 4.91; N, 6.83. 3Haligero: C,
67.14; H, 4.93; N, 6.67.

NMPUKIAL 233

N-[2-Xnop-4-(1-rigpokcu-1-meTunetun)oeHann]2-(3,4-anpTopheHOKCU ) HIKOTMHAMIL

Tnn. 119-211°C; EnemeHTHWliA aHania pospaxoBaHo Aana C ,oHgN>O3F,Cl: C, 61.65; H, 4.42; N, 6.47.
3HanpgeHo: C, 61.31; H, 4.56; N, 6.65.

NMPUKIAL 234

ETtunosuii ectep 4-({[2-(3-aueTmundeHokecn)nipnanH-3-kapboHin]amiHoMeTunn)-LmknorekcaHapOoHOBOT KNCIOTH

Posa4unH rigpoxnopuay eTunoBoro ectepy 4-aMiHoMeTunymknorekcaHkapboHosol kucnoTtun (0.410rpam, 1.853mmonsb),
2-(3-aueTnndgeHokcn)HikoTuHoBOI  kucrnotn (0.500rpam, 1.946mmonb), 1-rinppokcnbensoTtpuasonrigpaty (0.275rpam,
2.04mmonb) i rigpoxnopug, (1-(3-gimeTunamiHo)nponin)-3-etunkapbogiiminy  (0.330rpam, 2.22MMorb) B
anmveTtundopmamigi (30mn) nepemiwysanu Ha npotasi 10 xBunuH. [lo nepemillyemMoro po34ymHy gogasanv TpuetTunamiy
(0.280rpam, 2.78MMONb) | OAEpPXKaHWIA PO3YMH MepemillyBanu Ha npoTasi Hodi nNpu KiMHaTHIn TemnepaTtypi. Cymiw
posBoaunu Bogotk (200mn) i ekcTparyBanu etunauetatom. O6'egHaHi eKCTpakTM NPOMUBan BOOOK i HacuyYeHum
BOAHMM PO3YMHOM XJlopuay HaTtpilo, Cylwunu Hag cynbdaToMm MarHito, inbTpyBanu i KOHUEHTpyBanu, O4epXyloun
JKOBTY TBepAy Pe4voBUHY, AKY OuULLany 3a OOoMNoMorok xpomartorpadpii Ha cunikareni, BUKOPUCTOBYIOUM B SAKOCTI
entoeHTy 40% eTunauetat/rekcaH. [NepekpucTanizoByBanv 3 CyMilli eTunayetaTt/rekcaH ogepxytodn 6ini kpucranm
(0.680r). Tnn. 118-120°C; 'H AMP (CDClI3) & 1.02 (2H, «, J = 12.866 ru),1.2 (3 H, T), 1.4 (2 H, k), 1.6 (1 H,
M), 1.856 2 H, o, J =125Tu), 20 (2 H, g, J =125Tw), 22 (1 H, m), 26 (83 H, ¢), 3.4 (2 H, m), 410 (2
H, T),7.2-8.7 (7 H, m).

Cnonykn onucaHi B NMPUKITAOAX 235-237 ogepxyBanu BignosigHo o metoauku onucain B MPUKIALI 234
3aMiHIoKYM TigPOXNopuL ETUNOBOrO ectepy 4-amiHOMeTUNUUKIorekcaHkapboHOBOT KMCMOTK BignoBigHNM amiHoM. Yac
npoBeneHHs1 peakuii nexas y Mexax Big 1 0o 24 roguH.

NMPUKIIAL 235

2-(3-AyeTundpeHokcn)-N-[2-xnop-4-(1-rigpokcn-1-MeTuneTun)0eH3nnHiKoTMHaMmIg

Tnn. 102-104°C; EnemeHTHWIA aHania pospaxoBaHo Ans Co4Hy3NoO4Cl C, 65.68; H, 5.28; N, 6.38. 3HangeHo:
C, 65.39; H, 5.08; N, 6.15.

NMPUKIAL 236

2-(4-AueTtundpeHokcn)-N-[4-(1-rigpokcn-1-meTnneTun)oeH3nn]HikoTuHamig,

Tnn. 95-97°C; EnemeHTHWI aHania pospaxoBaHo gns C o4Ho4NoO4: C, 71.27; H, 5.98; N, 6.93. 3HangeHo: C,
70.19; H, 5.93; N, 7.02.

MNPUKIAL 237

2-(3-AueTundpeHokcn)-N-[2-pTop-4-(1-rigpokcn-1-meTuneTnn)beHann]HikoTuHamig,

Tnn. 68-70°C; MC (w/e) 423 (M*+1).

MPUKNAL 238

2-(3,5-AudpropcbeHoken)-N-[4-(1-rinpokcu-1-meTuneTun)oeHann]HikoTuHamig

[o PO34UNHY 2-(3,5-andTopdheHOKCH)HIKOTUHOBOT KNCIoTH (0.300rpam, 1.19Mmonk),
2-(4-amiHomeTundeHin)nponan-2-ony  (0.197rpam, 1.19vmonb) | 1-rigpokcnbeHsoTpuason-rigpaty (0.177rpam,

1.31MMoOMb) B cyxoMy AumeTundopMamigi gogasanu rigpoxnopug (1-(3-aMmeTtunamiHo)nponin)-3-eTunkapbogiimig
(0.273rpam, 1.43MMmonb) | ofepkaHWn po3dMH nepemiwlyBan Ha npoTasi Hodi. Cymiw BunuBanu B 100mn Bogw i
ekcTparyBanu etunauetatom. O6'eqHaHi ekcTpakTi npomueany 1N po34MHOM FgpOKCUMAY HaTpilo, BOAOK i HACUYMEHUM
BOOHVMM PO3YVMHOM XJIOpPUAY HaTpilo, Cylunu, Hag cynbdgaToM MarHiio, inbTpyBanu i KOHUEHTpyBarnu, O4epXyluun
Macno, AKe oudvwany 3a AornoMorol xpomatorpadii Ha cunikareni, BUKOPWUCTOBYOUM B AKOCTi entoeHTy 40%
eTunayeTat/rekcaH, ogepXytodun macrno. NepekpucTanisoByBanu 3 cymiwi eTunaueTaT/rekcaH ogepkytoumn 6iny TBepay
pevoBnHy (0.328r). Tnn. 68-70°C; EnemeHTHWIA aHania pospaxoBaHo Ans C ,oHooN,OzF,: C, 66.32; H, 5.06; N,
7.03. 3HanpgeHo: C, 67.30; H, 5.39: N, 6.56.

MPUKNAL 239
TpaHc-2-(2,4-OundTopdeHoken)-N-[4-(1-rigpokcn-1-MeTUNeTUN)UUKNOreKCMIMeTUN]-HiKoTUHaMmIg,
Lo eTUNoBOro ecrtepy

TpaHc-4-({[2-(2,4-andTopdheHoken)nipnanH-3-kapboHinjamiHo}-meTun)ymknorekcaHkapboroBoi  kucnotn  (0.516rpam,
1.23mmone) B TeTparigpodypaHi  (20mn) npu  TemnepaTtypi 0°C no «kpannam pgopaeanum  3.0M  po3uduH

MeTunmMarninxnopugy (1.2mn, 3.7MMONb) | ooepKaHUn po3vmH nepemiwysany 1 roguHy. PeakuiiHy cyMmill BUnMBanu B
150mMn BoAM, nigkucntoBanu wWaeneBow kKucnotow Ao pH=3 i ekctparyBanu etunauetatom. OO0'egHaHi ekcTpakTu
npomuanu 1N posdnHom HCI, 1N poaumnHom NaOH, Bogoto i Hacu4eHUM BOOAHUM PO3HYMHOM XIOPUAY HaTpilo, CyLwunnm
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Hag cynbdaTtoM MarHilo, inbTpyBanu | KOHUEHTpyBanu, OAEepXyluM Macrno, ke ouvwany 3a [ONOMOrow
Xpomatorpadii Ha curnikarerni, BUKOPUCTOBYHOUM B AIKOCTI entoeHTy cymiwl 50% rekcaH/eTunauerar, ogepxyodM Macro.
MepekpucTanisoByBanu 3 CyMmilwi eTunaueTat/rekcaH ogepxytoun 6iny TtBepay pedoBuHy (0.2071). Tnn. 92-94°C;
EnemeHTHWI aHanis pospaxoBaHo ana CooHogNoOsF,: C, 65.33; H, 6.48; N, 6.93. 3HangeHo: C, 65.27; H, 6.26; N, 6.73.

Cnonyky onucaHy B NMPUKITALI 240 ogepxxyBanu BignosigHo Ao MeToaukn onucaHin B NMPUKIALI 239 samiHtoo4m
eTUNoBUI ectep TpaHc-4-({[2-(2,4-andpTopdheHoken)nipuanH-3-kapboHin]jamiHo}-meTun)unknorekcaHkapOoHOBOT
KMCNOTK BignoBigHMM ecTepoM. Yac npoBefeHHs peakLii nexas y Mexax Big 1 0o 24 roguH.

MPUKNAL 240

TpaHc-2-(3,4-AndTopdeHokem)-N-[4-(1-rigpoken-1-MeTUNeT ) LMKNOreKCUNMETUI]-HIKoTUHaMIg,

Tnn. 80-82°C; MC (m/e) 405 (M*+1).

MPUKNAL 241

ETunosuii ectep 4-(([2-(3-HiTpodheHoKeH)NipnanH-3-kapboHin]jamiHo)MeTun)-UuKnorekcaHkapOoHOBOI KMCOTH

[o nepemillyemMoro posyuHy Figpoxnopugy eTWrIoBOro ectepy 4-aMiHoOMeTWUUMKIoreKkcaHKapOoHOBOI KUCNOTK
(0.500rpam, 2.26MMorb), 2-(3-HiITPOhEHOKCU)HIKOTUHOBOT KNCIOTH (0.588rpawm, 2.26MMOnb),
1-rinppokcnbeHsoTpuason-rigpaTy (0.366rpam, 2.71MMonb) i rigpoxnopuay
(1-(3-gumeTunamino)nponin)-3-etunkapbogiimia  (0.564rpam, 2.93mmornb) B aumeTundgopmamigi (50mn) popasanu
Tpuetunamid (0.456rpam, 4.52MMonb) | ofepKaHUn pPo3YMH MEpeMillyBan Ha NpoTA3i BUXIOHWX NpU  KIMHATHIRA
Temnepatypi. Cymiw possogunu Bogoto (150mn) i ekctparyBanu etunauetatom. O6'eqHaHi ekcTpakTu npomMuBanui
BOOOK | HacuYeHWM BOAHUM PO3YMHOM XIOpUMAY HaTpilo, Cywunu Hag cynbdaToM MarHio, dinstpyBanu i
KOHLeHTpyBanu, O4epXylunM Macro, sike ovulliany 3a OOMNoMOorol xpomartorpadii Ha cunikareni, BUKOPUCTOBYIOYM B
sKocTi entoeHTy cymiw 40% eTunaueTtaTt/rekcaH, onepxyloun macno (1.05r). MC (w/e) 428(M *+1); TH AMP (CDCls) &
1.01 2H, m), 1.2 (3H, 1), 1.4 (2H, k), 16 (1 H, m), 190 2 H, A, J = 125 Tu), 20 (1 H, g, J = 12.5 Ty),
22 (1H,m),34(2H, m),4.10 (2H, k), 7.20-8.7 (7 H, m).

MPUKNAL 242

2-(3-AyeTtundeHoken)-N-[4-(1-rigpokcn-1-meTuneTnn)ymnkrorekcaHmeTun]HikoTMHamig

Poa4uH
N-[4-(1-rigpokcun-1-meTuneTun)yuknorekcunmetun]-2-[3-(2-metnn[1,3]aiokco-nax-2-in)peHokcuHikoTuHamigy
(0.400rpam, 0.88mmornb) B ouTtoBin kucroTi (10Mn) nepemiwyBanu Ha nNpoTAsi 3 roguH Npu KiIMHaTHIN TemnepaTypi.
Cymiw possogunu 250mn etunauetaty, npomueanu 1N po3dMHOM rigpoKkcuay HaTtpilo, BOOOK i HACMYEHWM BOOHUM
PO34MHOM XJIOPUAY HaTPIlo, CYLIMNN Hah cynbdaToMm MarHito, dinbTpyBanu i KOHLUEHTpyBanu Ao Macna, ke oduLanu
33 pgonomorol xpomaTorpadii Ha cunikareni, BUKOPWUCTOBYIOYM B 4HKOCTi enoeHTy 40% eTunauetat/rekcaH.
MepekpucTanizoByBanu ogepxytodn TBepay pedoBuHy (0.055r). Tnn. 105-107°C; EneMeHTHUI aHarnia po3paxoBaHo
ans CosH3oNoQy4: C, 70.22; H, 7.37; N, 6.82. 3HaligeHo: C, 6843; H, 7.32; N, 6.71.

MPUKNAL 243

2-(3-LliaHo-4-dpTopdheHoken)-N-[4-(1-rigpokcn-1-MeTnneTUN)OeH3nnHiKoTMHaMIg

[o PO34UNHY 2-(3-uyiaHo-4-pTopdheHOKCH )HIKOTUHOBOT KNCIOTK (0.300rpam, 1.16MmoOnNb),
2-(4-amiHomeTunddeHin)nponan-2-ony  (0.192rpam, 1.16mmonb) | 1-rigpokcubeHsoTpuasonrigpaty  (0.172rpam.

1.28Mmorb) B cyxoMmy aumetundopmamigi gogasanu rigpoxnopug (1-(3-ammeTtunamiHo)nponin)-3-etunkapbogiiminy
(0.267r, 1.39MmMonb) | oOepaHWW pPO34YMH nepemiwlyBanm Ha npoTsasi Hodi. Cymiw sunueanm B 100mMn Bogw i
ekcTparyBanu etunauetatom. O6'eqHaHi ekcTpakti npomueany 1N po34MHOM FgpOKCMAY HaTpilo, BOAOK i HACUYEHWM
BOOHWM PO34YMHOM XIlopuAay HaTpilo, Cylwunu Hag cynbdatom MarHiio, ginbTpyBanu i KOHUEHTpYBanu, OAepXyluun
Macno, AKe ouduWanu 3a [ornoMorol xpomaTorpadii Ha cunikareni, BUKOPUCTOBYOUM B AKOCTi entoeHTy 50%
eTunaueTat/ rekcaH, ogepxywunm Mmacrno. [lepekpucranizoByBanu 3 cyMiwi eTunauetart/rekcaH, ogepxywoun OGiny
TBepay pevoBuHy (0.276r). Tnn. 147-149°C; EnemeHTHWIA aHanis pospaxoBaHo Ansfl C o3HogN3OsF: C, 68.14; H,
4.97; N, 10.36. 3HanpgeHo: C, 67.77; H, 5.00; N, 10.15.

Cnonyky onucaHy B NMPUKIALI 244 ogepxxyBanu BignosigHo Ao MeTtoaukun onucaHin B NMPUKITALI 243 3amiHtoto4m
2-(4-amiHomeTuneHin)nponaH-2-on BigNoBiAHNMM aMiHOM. Yac npoBedeHHs peakuil nexxas y mexax Big 1 0o 24 roguH.

MPUKNAL 244

N-[2-Xnop-4-(1-rinpokcn-1-meTunetun)beHann]-2-(3-uiaHo-4-pTopdheHOKCH)HIKOTUHaMIA

Tnn. 151-153°C; EnemMeHTHUR aHania pospaxoBaHo ans Co3zHigH3O3FCl: C, 62.80; H, 4.35; N, 9.55. 3HaligeHo:
C, 63.16; H, 4.44; N, 9.49.

MPUKNAL 245

2-(4-dT1opdheHoken)-N-[4-(1-rigpokcn-1-MeTUNEeTUN)LUKINOorekCMnMeTun]HikoTuHamig

o metunoBoro ectepy 4-({[2-(4-dbTopdheHokcn)nipnanH-3-kapboHinjamiHo}MeTUN)LMKNorekcaHkapboHOBOI KMCNOTH
(0.0221rpam, 0.06mMmornb) B TeTparigpoddypaHi (1mn) npu Temnepatypi -78°C popgasanu 1.4M po3dnH meTunnitiio B
pietunosomy edipi (171Mn, 0.24 MMonb) | oAep)aHuli po34vMH nepemiwysanu npu -78°C Ha npoTaAsi 2 roguH.
Peakuiliny cymiw racunu 200Mn HacuyeHoro posaudnHy NH4Cl i HarpiBanu go kiMHaTHOI TemnepaTypu. PeakuiiHy
CyMilW hinbTpyBanu Kpisb Wap cynbdaTy MarHito i KOHLEHTpYBanu, OgepKyloun CBITNO-KOPUYHEBY NiHY, Ky ouuLlanu
3a AonoMorolo xpomatorpadii Ha cunikareni, BUKOPUCTOBYIOUM B AKOCTI entoeHTy cymill 1/1 rekcan/etunauetar go 95/5
MeTuneHxnopua/MeTaHorn, ogepxytodn uducty nnisky (0.0111r). Tnn. 78-80°C; EnemeHTHWIA aHania pospaxoBaHo
ana CooHo7N>O3F: C, 68.37; H, 7.04; N, 7.25. 3HaiigeHo: C, 68.32; H, 7.04; N, 7.27.

MPUKNAL 246

N-(2-Xnop©6eH3ann)-2-(nipnanH-3-inMeToKCn)HIKOTMHaMIg

Oo posumHy 2-(nipmaunH-3-inmeTokcn)HikoTuHoBOI  kucrot  (0.300rpam, 1.3mMmornb),  2-xropbeHannamiHy
(0.202rpam, 1.43mmonb) i 1-rigpokcmbenHsoTpuasonrigpaty (0.210rpam, 1.56MMonb) B CcyxoMy AUMeTUNdpopmMamiai
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(10mn) pomaeanu rigpoxsopua (1-(3-aumeTtunamiHo)nponin)-3-eTunkapbogiimigy (0.324rpam, 1.69Mmornb) i ogepaHuii
PO34MH MNepemillyBany Ha npoTasi Hodi. Cymiw possogunu 50mn Bogn i 50mn 1N po3udnHy rigpokcvagy HaTtpito i
eKkcTparyBanu etunauetatom. O6'egHaHi ekcTpakti npomueany 1N po34MHOM FgpOKCMAY HaTpilo, BOAOK i HACUYMEHUM
BOOHUM PO34YMHOM Xrlopuay HaTpilo, Cywunu Hag cynbdatom HaTtpilo, dinbTpyBanun i KOHUEHTpyBarnu, OfepXyrouun
Macno, fKke ouvwany 3a [oMoMorow xpomaTorpadii Ha cunikareni, BUMKOPUCTOBYIOYM B AKOCTi enoeHTy 5%
MeTaHon/mMmeTuneHxnopug. MNepekpucranizoByBanu 3 cymilwi etunauyertar/rekcaH ogepxytoun 6ini kpuctanu (0.116r).
Tnn. 91-93°C; EnemeHTHWIA aHanis pospaxoBaHo Ans C 49H1gN3O,Cl: C, 64.50, H, 4.56; N, 11.88. 3HangeHo: C,
64.38; H, 4.58; N, 11.97.

MPWKNAL 247

N-[[4-(AnmeTunamiHo)deHin]meTnn]-2-(4-dbTopdeHokemn)-3-nipuanHkapbokcamis

Oo posunmHy 1.00r (2.96mmonb) N-(4-amiHOGeHaun)-2-(4-pTopdeHoKen)HIKoTUHamMiny B 20Mn  aueToHITpuny
pogasanu 1.44mn (17.8mmonb) BogHoro 37% posunHy copmanbgerigy nicng doro gogasanu 0.558r (4.45mmonb)
NaCNBH3. Micna nepemiwyBaHHA Ha npoTAsi 16 roanH nNpy KiMHaTHIA TemnepaTypi, CyMill MigKWCHOBanu, pynHyr4m
sanuwok NaCNBHj3 i yacTkoBo BigraHanu aueToHiTpun. 3anuwok gosoawnu go pH 6-7 i notim ekctparysanun EtOAc
(2x200mn). O6'egHaHi eKcTpakTW NPOMUBANM HacMYEeHUM BOAHWM PO3YUHOM rigpokapboHaTy Hatpito (1x100mn),
HacM4YeHUM BOOHWM po34uHOM Xriopuay HaTtpito (1x100mn), cywmnu (Nap,SO,) i pO34MHHKK BigraHanu nig Bakyymom,
ogepxytodn 1.55r macna. Ouvwanu 3a gonomorowo driell-xpomatorpadii, BUKOPUCTOBYIOUM B AKOCTI entoeHTy 40%
EtOAc-rekcaH, ogepxytoum 992Mr macna, sike NoBiNbHO OTBEPAINIo NpW CTOAHHI. Po3Tupanu 3 rekcaHoM ogepXyto4m
872mr (Buxio 81%) BkasaHOi B 3arofloBKy Cronyku, y Burnsaai 6inoi TBeppoi pedoBuHu. Tnn. 99.5-101.5°C.
EnemeHTHWIA aHania pospaxoBaHo ana C o4HogN3OoF; C, 69.03; H, 5.51; N, 11.50. 3HanpgeHo: C, 69.32; H, 5.52;
N, 11.58.

MPWKNAL 248

2-(4-dT1opdheHoken)-a-[2-(4-meToKkcudeHin)eTun|-3-nipuaMHMeTaHon

PoaunH 0.250r (1.15mmonb)  2-(4-cbTopdpeHoken)-3-nipuanHkapbokcansaeriny B 5Mn  TeTparigpodypaHy
oxorogXyBanu go Temnepatypu -78°C i no kpannaMm Ao Heoro gogaBanv 1.0mn po3duHy peareHTy [puH'sipy,
opepxaHoro 3 2.62r (15.3mmorb) 1-(2-xrnopetun)metokcnbensony i 0.559r (23.0Mmonb) MarHieBoi cTpyxku B 13mn
Tr®. Micna 2 roguH nepemiwyBaHHA aoaasany 0.5mn peareHTy puH'apy i Cymiwl racunu, goaatoydm 2Min Hacu4eHoro
BogHoro poaunHy NH4Cl. Ticna HarpiBaHHA OO0 KiMHATHOI TemnepaTypu cymiw posginanu mik 50mn sogu i 200mn
EtOAc, i BinokpeMneHWi opraHidHWiA LWap npoMUBanM HacUYeHUM BOLHUM PO3YUHOM rigpokapboHaTty HaTpilo,
Hacu4YeHMM BOAHWM PO34MHOM Xxnopuay HaTtpito, cywmnu (NaySOy) i pO3HMHHKK BigraHANM nig BakyyMOM OLEPXKYo4mM
0.53r 6e3bapsHoro macna. [1Bi o4McTKM 3a gonomorow dnell xpomartorpadii, BUKOPUCTOBYIOUM B AKOCTI entoeHTy 25%
EtOAc-rekcaH i 25% edip-Tonyon, BignoBigHO, NpuBoaunu Ao oaepxaHHa 339Mr (Buxig 64%) BKasaHOI y 3arorioBKy
crnonyku, Lo mana surnag macna. MS; m/e 354 (M*+1).

MPWKNAL 249

1-[2-(4-PTopheHoke)-3-NipnanHIn]-3-(4-meTokcndeHin)-1-nponaHoH

PosunH 353mr (1.00mmonb) 2-(4-dbTopdeHoken)-a-[2-(4-meTokeudpeHin)etun]-3-nipugmHemeTaHony Smn aueToHy
oxonogxkyBannm go 0°C i obpobnsnu 1.6mn (2.00Mmonb) 1.25M posdnHoMm peareHTy Jones. CyMill nocTynoBo
HarpiBanM p[o KiMHaTHOI TemnepaTtypu | noTiM racunu, gojatodM 5mn  isonponaHony. 3anuuwok Bigainsanu
dinbTpyBaHHAM, inbTpaT BigraHanNu nig BakyyMoM i 3anuvilok po3ginanm mik 50 mMn HacMYeHOro BOOQHOMO PO34YMHY
rinpokapGoHaTy HaTtpito i 100mn EtOAc. BigaineHi opranivHi wapn o6'egHyBanu 3 100mn EtOAc, nosTopHO Bigginsnu
BOOHWI Lap, NPOMUBAaNN Hacu4eHWM BOOHWM PO34MHOM Xxropuay HaTpito (50mn), cywwunu (Na,SO4) i po34MHHUK
BiOraHaNM nig BakyymMoMm. 3aruvLloK po3TMpann 3 rekcaHoMm, opepxyroun 271mr (Buxin 77%) BkasaHOi B 3arorioBKy
cnonyku, Tnn. 73-74°C. 'H AMP (CDCl3) 6 3.03 2 H, T, J = 7 Tu), 343 2 H, t, J = 7 I'y), 3.78 (3 H, ¢),
6.75-7.18 (9 H, m), 817 (1 H, oo, J = 2,8 Tu),), 825 (1 H, oA, J = 2, 4 Ty); ENeMeHTHUI aHani3 po3paxoBaHo Ans
Cy4H1gNO3F+0.25 H,O: C 70.87; H, 5.10; N, 3.94. 3HangeHo: C, 70.88; H, 4.79; N, 3.79.

MPUKNAL 250
3-(2-XnopdeHin-1-[2-(4-dbTopdeHoken)-3-nipuanHin]-1-nponaHoH
PosunH 226Mr (0.496mMmonb) T-6yTUNOBOrO ecTepy

a-[(2-xnopdeHrin)meTnn]-2-(4-dpTopdeHoken)-B-okco-3-nipnamHnponaHoBoi KUCIoTM B S5Mn TpudTopouTOBOI KUCIOTU
nepemillyBanu npu KiMHaTHIn TemnepaTypi Ha npoTasi 4 roguH. PO3YMHHUK BigraHanu nig BakyyMoOM i 3anuviiok
po3soavnM 5mn Tonyorny, HarpiBanu i3 3BOPOTHIM XOMOAWIBbHUKOM Ha NpOTA3i 2 roguH i PO3YMHHWK BigraHanu nig
BakyyMoM. 3anuwiok posunHsnu B 100mn EtOAcC, WBMOKO NPOMUBAN HacUYEHWM BOOHWW PO34YMH rigpokapboHaTty
HaTpito (1x50Mn) i HacM4YeHUM BOOHUM po3YUHOM Xropuay HaTtpito (1x50mn), cywwmnm (Nay,SO4) | pO3YMHHKK
BigraHanM nig Bakyymom ogfepxytoun 125mr macna. Macno ouvwanu 3a gonomoro donell  XpomaTtorpadii,
BUKOPUCTOBYIOHM B AKOCTi entoeHTy 40% edpip-rekcaH, ogepxytoun 120Mr (Buxia 68%) BkasaHoO! B 3arofioBKy CNonyku, y
Burnagi 6esbapeHoro macna. 'H AMP (CDCl3) 8 320 2 H, T, J =8Twu), 349 2 H, T,J =8 Tu), 7.06-7.32 (9
H, m), 819 (1H, ag,J=2,7Tw). 8251 H, ag, J=2,5u); MC (m/e) 356,358 (M*+1).

Cnonykn onucaHi B NMPUKITALOAX 251-255 opgepxyBanu BignosigHo o metoguku onucain B MPUKIALI 250
3amiHtotoumM cnonyky onucaHy B NMPUTOTYBAHHI 60 BignosigHum cybctpatoMm. MaccnekTpu 3HiManu 3a JOnoMOrow
TepMocnpeli metoay.

MPUKNAL 251

1-[2-(4-DTopdeHoKkeM)NipUaMH-3-in]-3-(4-pTopdeHimnponan-1-od  'H AMP (CDCls) § 3.07 (2 H, T, J = 7 I'y),
345(2H, T,J=7Tu), 6.92-7.20 (9 H, m), 8.18 (1 H, an, J=2, 8w), 8.25 (1 H, ag, J = 2, 5 "'y); MC (m/e) 340 (M *+1).

MPWKNAL 252
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1-I-(4-PTopdeHoken)nipnanH-3-in|-3-(4-TpudTopmeTundeHin)nponaH-1-oH

Tnn. 94-95°C; EnemeHTHUI aHania pospaxoBaHo ans CoqH.sF4NO,: C, 64.78; H, 3.88; N, 3.60. 3HangeHo: C,
64.44; H, 3.93; N, 3.45.

MPUKNAL 253

1-[2-(4-DTopdheHoKcn)NipnanH-3-in)-3-(4-TpudTopmeTokcueHin)nponaH-1-oH

Tnn. 79-81°C; EnemeHTHUI aHania pospaxoBaHo ans CoqH.sF4NO3: C, 62.23; H, 3.73; N, 3.46. 3HangeHo: C,
62.11; H, 3.77; N, 3.57.

MPUKNAL 254

3-(3,5-AndpropdeHin)-1-[2-(4-bTopdheHoken)nipuanH-3-injnponax-1-oH

Tnn. 69-70°C; EnemeHTHWMi anania pospaxoBaHo Ana CoqHy4F3NO,: C, 67.22; H, 3.95; N, 3.92 3HaiigeHo: C,
67.19; H, 3.74; N, 3.92.

MPUKNAL 255

1-[2-(4-PTOopdheHoKkcn)nipnanH-3-in]-3-(2.4.6-tpudTopdeHin)nponaH-1-oH

Tnn. 84-85°C; EnemeHTHWMiA aHania pospaxoBaHo Ans CogHq3F4NO,: C, 64.00; H, 3.49; N, 3.73. 3HangeHo: C,
64.07; H, 3.31; N, 3.66.

MPUKNAL 256

1-[2-(4-PTOopheHoKkeK)-3-nipuanHIn]-3-gpeHin-1-nponaHoH

o rigpuay HaTpito ogepxaHoro npoMuBaHHaM 351mr (7.73mmonb) 50% aucnepcii rigpyuay HaTpilo B MiHeparbHOMY
mMacni neHtaHoMm, gogasanu 10 mn aumetundopmamigy nicna yvoro gogasanu 867mr (7.73mMmmonb) n-pTopdeHory.
Micnga NPUNUHEHHS BUAINEHHSA BOAHIO no cymiLi fonasanun 886Mmr (3.87mmonb)
1-(2-pTOpnipnanH-3-in)-3-cpeHinnponaH-1-oH, Wo OyB pPO3YMHEHUA B MiHIManbHil KinbkocTi OM®A. Cymiw Harpisanu
npu Temnepatypi 80°C npoTtaroM 3 roguH i pO34MHHKK BigraHsmv nig sakyymom. OfepkaHui 3anuLloK po3ginsanm mMix
200mn edpipy i 50mn BogHoro 1N po3ynHy FigpoKcUay HaTpito | BiQOKPEMIEHUN opraHiyHUiA Wwap npoMmueany sogHuUm 1N
po34MHOM rigpokcmay Hatpito (1x50Mn), HacudeHMM BOAHMM PO3YMHOM Xropuay HaTtpito (1x100mn), cywunu Hag
cynbcpaToM HaTpilo | PO3YMHHUK BigraHsnM nig BakyyMoMm ofepxytodn 1.16r 6inoi TBepaoi peqoBMHMU.
MepekpucTanisoByBanu 3 rekcaHy ogepxytoun 1.06r (Buxin 85%) BkasaHOi B 3arorioBKy Cronyku, y Burnsgi 6inoi
TBepgdoi peyvoBuHW, Tnn. 82-83°C. EnemeHTHWI A aHania pospaxoBaHo Ansa CogHqgFNO,: C, 74.75; H, 5.02; N, 4.36.
3HanpeHo: C. 74.63; H, 4.97; N, 4.31.

Cnonyku onucaHi B NMPUKITALOAX 257-270 ogepxxyBanu BignosigHo Ao metoguku onucain B MPUKIALI 256
3amiHtotouM cnonyky onucady B NMPUTOTYBAHHI 63a BignoBigHum cybcTpaTomMm, i konn BkasaHo 3-rigpokcunipnanH Ha
n-cpTopcheHon. MpoagykTn ounLiani 3a JONOMOrOK po3TUpaHHA NpoaykTie i/abo dnelw-xpomartorpadgieto. Maccnektpu
3Himanu 3a gonomoroto APCI meTtoay.

MPWKNAL 257

3-®eHin-1-[2-(nipnann-3-inokcn)nipuanH-3-injnponax-1-oH

Tnn. 45-46°C; EnemeHTHUI A aHania pospaxoBaHo Ana C 1gHgN>O,: C, 74.98; H, 5.36; N, 9.20. 3HavigeHo: C,
74.80; H, 5.35; N, 9.11.

MPUKNAL 258

3-(4-O1opdeHin)-1-[2-(nipnanH-3-inokecn)nipngnH-3-injnponax-1-oH

Tnn. 62-64°C; EnemeHTHUI aHania pospaxoBaHo Ans C 4gH45FN,O,: C, 70.80; H, 4.69; N. 8.69. 3HangeHo: C,
70.55; H, 4.80; N, 8.69.

MPUKNAL 259

1-[2-(4-DTOopdeHoken)nipnanH-3-in]-2-metnn-3-derinnponaH-1-oH

H AMP (CDCl3) 8 1.19 (3 H, A, J = 7 TW), 2.92 (2 H, ABX, Jag= 13 'y, Jax= 6 'y, Jgx= 8 u), 3.87-3.94 (1 H,
M), 7.02-7.24 (10H, m), 7.95 (1 H, aa, J =2, 7Tw), 8.19 (1 H, AR, J = 2, 5Tu); MC (m/e) 336(M*+1).

MPUKNAL 260

2-MeTun-3-®eHin-1-[2-(NipnguH-3-inokcun)-nipnamH-3-injnponax-1-oH

H AMP (COCI3) § 1.20 (3 H, A, J = 1 TW), 2.93 (2 H, ABX, Jag = 14 Iy, Jax = 7 Ty, Jgx= 8 Iu), 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-PTOopdeHoken)-nipnanH-3-in]-3-gpenindyTtaH-1-oH

H AMP (CDCl3) § 1.31 (3 H, A, J = 7 T'y), 3.30-3.52 (3 H, m), 7.02-7.27 (10 H, m), 8.01 (1 H, an, J = 2,
8Ty), 820 (1H,an, J=2,5Tu); MC (M/e) 336 (M*+1).

MPUKNAL 262

3-®eHT-1-[2-(nipnanH-3-inoken)nipuany-3-in]éytax-1-oH

H AMP (COCl3) & 1.31 (3 H, o, J = 7 ), 3.32-3.52 (3 H, m), 7.06-7.53 (8 H, m), 805 (1 H, aa, J = 2,

8Ty), 819 (1H, g, J =2, 5Ty), 8.49-8.51 (2 H, m); MC (m/e) 319 (M*+1).

MPUKNAL 263

3-[4-(1-Tigpoken-1-meTunetun)deHin]-1-[2-(nipnanH-3-inoken)nipuanH-3-injnponax-1-oH

'H AMP (CDCl3) & 1.54 (BH, c), 1.88 (1 H, wc), 3.07 2 H, 7, J = 8 Ty), 344 (2 H, T, J = 8 ),
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 (H,0)).

MPUKNAL 264

1-[2-(4-DTOpdheHoKCn)NipuANH-3-in]-2-dpeHineTaHoH

Tnn. 81-82°C: EnemeHTHWIi aHania pospaxoBaHo Ana C 1gH4FNO,: C, 74.26; H, 4.59; N, 4.56. 3HangeHo: C.
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74.13; H, 4.61; N, 4.56.

MPUKNAL 265

1-[2-(4-DTOpdheHoKen)NipuanH-3-in]-2-peHokcneTaHoH

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/€)324(M*+1).

MPUKNAL 266

2-(2-XnopdeHoken)—1-[2-(4-pTopdeHoken)nipnanH-3-inletaHoH

Tnn. 92-93°C; EnemeHTHUI aHania pospaxoBaHo ana CgH3NO3CIF: C, 63.79; H, 3.66; N, 3.91. 3HangeHo: C,
63.43; H, 3.52; N, 3.94.

MPUKNAL 267

1-[2-(4-DTOpdeHoKken)nipnanH-3-in]-3-deHinnponaHoH

Tnn. 110-111°C; 'H AMP (CDCl3) & 7.07-7.58 (11 H, m), 775 (1 H, n, J = 16 Ty), 813 1 H, an, J = 2, 7
ru), 8.27 (1 H, ag, J =2, 5Ty); MC (m/e) 320 (M*+1).

MPUKNAL 268

BeHsodypaH-2-in-[2-(4-dpTopdeHoken)nipnanH-3-in)meTaHoH

Tnn. 102-103°C; EnemeHTHUI aHania pospaxoBaHo Ans CooH1oNOsF: C, 72.07; H, 3.63; N, 4.20. 3HangeHo: C,
71.84; H, 3.43; N, 4.15.

MPUKNAL 269

[2-(4-DTopdeHoken)nipnanH-3-in]-(1H-iHgon-2-in)MmeTaHoH

Tnn. 169-170°C; 'H AMP (CDCls) & 7.04-7.17 (7 H, m), 7.36 (1 H, pn, J = 1, 8 Ty), 746 1 H, o, J = 8
), 7.67(1H,A8J=8Tw),79 (1H,a8,J=2,8Tu),828(1H,aa,J=2,5Tu), 9.20 (1H, c); MC (m/e) 333 (M*+1).

MPUKNAL 270

1-[2-(4-DTOopdheHoKen)nipnanH-3-in|-2-(MeTnndeHinamiHo)eTaHoH

Tnn. 126-128°C; 'H AMP (CDCl;) & 3.10 (3 H, c), 4.85 (2 H, ¢), 6.61-6.73 (3 H, m), 7.09-7.21 (7 H, w),
822(1H,an,J=2,8Tw),827 (1H, an,J =2, 5u); MC (m/e) 337 (M*+1).

MPUKNAL 271

1-[2-(4-DTOopheHoKcK)-3-NipuanHIn]-3-rigpokcn-3-deHin-1-nponaHoH

Posunn 0.114mn (111wmr, 1.10Mmornb) giisonponinamivy B 8mMn TeTparigpodypaHy oxonoaxysanu o TemnepaTtypu
-78°C i no kpannam go Heoro gogasBanu 0.440mn (1.10mMmonb) 2.5M posduH H-OyTunnitio B rekcadi. [llicns
nepemilwyBaHHa Ha npotasi 30 XBMAMH OO0 Cymiwi no kpannsam gogasany po3dmH  231mr  (1.00mmonb)
1-[2-(4-bTOpdheHoken)-3-nipuanHinleTaHoHy B 2mn TeTparigpodypaHny. icnsa nepemiwyBaHHA Ha npoTasi 30 XBUNWMH Ao
opepxaHoil cymiwi gogasanu 0.112mn (1.07Mmonb) GeH3anbgeriay | oaepykaHy cymiw nepemiwysanu 1 rognHy. Cymiw
racunu gopgaBaHHAM 2M5 HacudeHoro posduHy NH 4Cl i noctynoBo HarpiBanu o kimHaTHOI Temnepatypu. Cymiw
poaginanu mix 50mMn HacudeHoro BogHoro posdmHy NH4Cl i 300mn EtOAc. BipgineHuii opraHiyHWin Wwap npomusanv
50Mn Hacu4eHoro BOOHOMO PO3YUHY rigpokapboHaTy HaTpito, 50MN HAacMYEHOro BOAHOMO PO3YMHY XMOpuay HaTpito,
CyWwunnuM Hag cynbdaToM HaTpilo | PO3YMHHWMK BigraHanu nig BakyymMom ofepxytoun 259mr macna. Ouvwanu 3a
gonomoroto  donell-xpomarorpacdii, BukopucTtoBytoun B akocTi enoeHTty 40% EtOAc-rekcaH 211mr (Buxig 63%),
BKa3aHO| B 3arofioBKy cnonykw, y Burnaai macna. 'H AMP (CDCls) & 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-Mipugunokcm)-3-nipuanHini-3-rigpokcn-3-POeHin-1-nponaHoH

"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).

MPUKNAL 273

A-[2-(2-XnopdeHin)eTun]-2-(4-dpTopdeHokeun)-3-nipuanHMeTaHon

PoaunH 76.0mr (0.214mmonb) 3-(2-xnopdeHin)-1-[2-(4-dpTopdeHoken)-3-nipuanHin]-1-nponaHony B 5mn metaHony
oxornomkyBanu o 0°C i obpobnsnu 8.0mr (0.21mMmone) NaBH 4. Cymiw nepemiwyBanu Ha npoTssi 30 xBunvH npu
Temnepatypi 0°C i racunu gogaBaHHaM 1mn BogHoro 1N po34ymHy XJTOpBOAHEBO| KMCMOTU. PO3UMHHUK BigraHsanu nig
BaKyyMoOM i 3anuwok posginanu mixx 100mn EtOAc i 50mMn Hacn4yeHoOro BOOQHOMO PO34MHy rigpokapboHaTy HaTpito.
OpraHivHWiA Wap NpPOMWBaNN HaCUYEHWUM-BOAHMM PO3YMHOM Xropudy HaTpito, Cywunu Hag cynbdaTom HaTpito i
PO3UMHHUK BiAraHANW nif BakyymMoMm ofepxyloun 79mr (100%) BkasaHo! B 3arorioBKy CMonyku, y Burisai macna. 'H
AMP (CDCl3) & 2.10-232 (2 H, m), 235 (1 H, A, J = 6 Tuy), 2.83-3.08 (2 H, m), 506515 (1 H, wm),
7.01-7.33 (9H,m), 7.85(1H, pa, J =2,7Tu), 805 (1H, aa, J =2. 5y); Tepmocnpeit MC (m/e) 358 i 360 (M*+1).

Cnonykn onucani B NMPUKITAOAX 274-276 ogepxyBanu BignosigHo o metoauku onucain B MPUKIALI 273
3amiHtooun 3-(2-xnopdpeHin)-1-[2-(4-pTopdpeHoken)-3-nipuanHinl-1-nponaHon BignoeBigHUM cybcTpaTom.

MPUKNAL 274

1-[2-(4-PTOopheHoken)nipnaunH-3-in]-3-(2,4,6-TpudbTopderin)nponan-1-on

Tnn. 90-91°C; 'H AMP (CDClg) § 2.00-2.20 2 H, m), 2.31 (1 H, o, J = 5 y), 2.71-2.90 (2 H, m), 4.98-5.08
(1 H, m), 6.56-6.61 (2 H, m), 6.99-710 (6 H, m), 781 (1 H, aa, J = 1, 8 Ty, 802 (1 H, pa, J = 2, 5 Iy,
Tepmocnpeit MC (m/e) 378 (M*+1).

MPUKNAL 275

1-[2-(4-DTopheHoken)nipnanH-3-in1~3-deHinnponax-1-on

"H AMP (CDClg) § 2.10-225 (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
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(10 H, m), 7.79(1 H, aa, J=1, 7 Tw), 8.03 (1 H, aa, J=2, 5u); AMPI MC (m/e) 324 (M*+1).

MPUKNAL 276

3-®eHin-1-(2-nipngunn-3-inokcn)nipuany-3-in]jnponax-1-on

'H AMP (CDCl3) § 2.08-2.23 (2 H, m), 2.60 (1 H, wc), 2.73-2.89 (2 H, m), 507-5.12 (1 H, m), 7.04-7.48
(8 H, m), 7.86-7.89 (1 H, m), 8.01 (1 H, an, J =2, 5Tu), 8.40-8 43 (2 H, m); AMPI MC (m/e) 307 (M*+1).

MPUKNAL 277

(E)-2-(4-PTopdheHokem)-3-[3-(4-meTokecndeHin)-1-nponerin]nipnamH

Cywmiw 0.97r (2.7mMmmonb) 2-(4-cpbTopdheHoken)-a-[2-(4-meTokenderin)eTnn]-3-nipnanHmetarony, 0.93r (3.9mmonb)
peareHTy Bypreca i 20mn 6eH3ony HarpiBanu i3 3BOPOTHIM XONoAUSNBHUKOM Ha npoTasi 4 roguH. OXONomKeHy Cymill
posginanu mixx 300mn EtOAc i 100Mn HacU4eHoOro BOAHOMO PO34MHY rigpokapGoHaTy HaTpitlo i BigaineHi opraniyHi wapm
npomuBany 100Mn HacM4YEHUM BOOHUM PO3YMHOM XIIOPUAY HaTpPilo, CYLUNKM Hag CynbdaTtoM HaTpito i pO34YMHHUK
BigraHanuM nig BakyymoMm ogepxytoun 1.10r macna. Macrno ouuwanu 3a pgonomorok  donell-xpomaTtorpadii,
BUKOPUCTOBYIOYMN B AKOCTI entoeHTy cymiw 15% EtOAc-rekcaH, ogepxytoun 0.39r (Buxig 42%), BkasaHOi B 3arorioBKy
cnonyku, Wwo mana surmag macna. 'H SAMP (CDCls) § 3.60 2 H, g, J = 7 T'u), 3.82 (3 H, ¢), 6.48 (1 H, at, J =
7,16Tu), 6.78(1H,8,J=16Tw), 6.86-7.189H, m), 779 (1 H,pn, J=2,8T), 799 (1 H, ga, J =2, 5Tw).

Cnonyky onucaHy B NMPUKIALI 278 ogepxxyBanu BignosigHo Ao MeToauku onucaHin B NMPUKIALI 277 samiHioo4m
2-(4-pTopdheHoken)-a-[2-(4-meTokecndeHin)eTun]-3-nipuanHMeTaHon BignoBigHUM CNUPTOM.

MPUKNAL 278

(E)-2-(4-OTopPeHoken)-3-[3-cbeHin-1-nponeHin]nipnanH

"H AMP (CDCl3) 6 362 2 H, o, J =7 Ty, 651 (1 H, o1, J =7, 16 Ty, 681 (1 H, a4, J = 16 Iy,
6.83-7.35 (10H, m), 7.78 (1 H, pg, J = 2, 8 T'w), 8.00 (1 H, ag, J = 2, 5 T'y); AMPI MC (m/e)306(M *+1).

MPUKNAL 279

CiH-3-[1,2-Aurigpokcn-3-(4-metokecnderin)nponin]-2-(4-chTopdheHoken)nipnanH

Oo cymiwi 161mr (1.19mmonb) N-metunmopdonw-N-okengngpaty, 0.175r (0.0175mmonb) 2.5% posdnHy OsOy, B
T-6yTaHoni, 0.6mn aLeToHy i 0.4mn BOAMU aonaesanu 200mr (0.596mmonb)
(E)-2-(4-dbTOopdheHoken)-3-[3-deHin-1-nponeHin]nipnanHy posdnHeHoro B 2Mn auetoHy i B 0.5mn Bogu. Cymiw
nepemillyBanu Ha npoTasi 16 roaMH Npu KiMHaTHIA TemnepaTypi nicna Yoro Ao cymiwi gogasanu 5r TBepaoro cynbdity
HaTpito. CycneHsilo nepemiyBanu Ha nNpoTasi 5 XBUNWH | 3anuwWOK BigQinanuM ginbTpyBaHHAM npomusarodn 100mn
aueToHy. QinbTpaT KOHUEeHTpYBanu nig BakyyMoM i 3anuwok po3ginsanu mik 100mn EtOAc i 50mMn HacudeHoro BogHoro
pPO34MHY Xropugy Hatpito. OpraHivHui wap Bigginanu, ob'egHyBanu 3 100mn EtOAc, siknii BUKOpUCTOBYBanu aOnsi
MOBTOPHOMO NPOMWBaHHA BoAHoro wapy, cywnnn (Na,SOy) i po3UMHHNK BiAraHANW Nig BakyyMom odepxytoun 195mr
TBepOol pe4voBuMHU. [NepekpucTanisoByBanu 3 Tonyony ogepxytoun 140mr (Buxig 64%) BkasaHoOi B 3arorioBKy CMosyku y
Burnagi 6inoi Teepaol pedoBuHK, Tnn. 125-126°C. H amMP (CDCl3) a 213 1 H, A, J =4Tw), 287 2 H, A, J=
6 lu), 294 (1 H, o, J = 6 ly), 3.78 (3 H, ¢), 405414 (1 H, m), 502 (1H, T, J = 5 Tu), 6.80-7.16 (9 H,
M), 789 (1H,n8,J=2,7Tu),808 (1H, g, J =2,4Tu).

Cnonyky onucaHy B NMPUKITALI 280 ogepxxyBanu BignosigHo Ao MeTtoaukun onucaHin B NMPUKITALI 279 samiHtoo4m
BiONOBIgHUA BUXIOHWI MaTepian.

MPUKIAL 280 cin-3-(1,2-Aurinpoken-3-cerinnponin]-2-(4-dtopdeHokcn)nipnamH

Tnn. 125-126°C; EnemMeHTHUIA aHani3 pospaxoBaHo ans CooHigNOsF: C, 70.78; H, 5.35; N, 4.13. 3HangeHo: C,
70.68; H, 5.19; N, 4.24.

MPUKNAL 281

3-[(BeHaunnokcn)meTun]-2-(4-cbTopdeHoken)nipnanH

Oo cycnensii 122mr (2.53mmonb) 50% gucnepcii  rigpugy HaTpito B MiHepansHomy Macni B 10Mn
anmveTtundopmamigy gogasanu 500mr (2.30Mmonb) 2-(4-pTopdreHokemn)-3-nipuanHMeTaHony nicna Yoro gogasanu
0.343mn (396mr, 2.53MMonb) 4-meTokcmbeHannxnopugy 420mr (2.53mmonb) Kl. Micns nepemiwyBaHHA Ha npoTasi 1
rOOMHU NpuW KIMHATHIN Temnepatypi, cymiw poaginanu mixx 100mn Bogu i 100mn EtOAc. BigaineHi opraHidHi ekcTpakTu
NPOMUBarM HacUYeHMM BOOHUM PO34YMHOM Xxropudy Hatpito, cywnnu (Na,SOy) | pO34MHHUK BigraHanu nig Bakyymom
ofepxytoum 949mr xosToro Macna. Ouuwiany 3a gonomorot drnell-xpomaTorpaddii, BUKOPUCTOBYHOUN B AKOCTI
entoeHTy cymiw 20% EtOAc-rekcaH, ogepxytodn 552mr 6e3bapBHOro mMacna, sike OTBEPAINo npy CTosiHHI. PoaTupanu 3
rekcaH opepxytoun 464mr (Buxig 59%), BKkasaHOi B 3aronioBKy cnonyku, y surmagi 6inoi tBepgoi pedoBuHy, Tnn.
49-50°C. EnemeHTHUIA aHanis pospaxoBaHo ans C,oHigNO3F: C, 70.78; H, 5.35; N, 4.13. 3HangeHo: C, 70.79; H,
5.09; N, 4.03.

MPUKNAL 282

1-(2-(4-PTOopdheHoken)-3-NipnamnHin)-3-(4-meTokcucbeHin)nponaH

0o posunHy 60mr (0.18mmonb) (E)-2-(4-cbTopdeHoken)-3-[3-(4-meTokcndpeHin)-1-nponeHin]nipnguHy B 50Mn
eTaHony popasanu 50mr 10% Pd/C i cymiw rigpyBanu npu Tucky 45nci B anaparti lMappa npoTtsaroMm 2 roguH.
KatanisaTop BigQinanuM ¢insTpyBaHHAM i dinbTpaT KOHUEHTpyBanu nig Bakyymom opepxytoun 50mr (Buxin 83%)
BKa3aHO| B 3aroroBKy cronyku, y eurnsgi 6eabapsroro mana. 'H AMP (CDCls) § 1.92-2.06 (2 H, m), 2.67 (2 H, T,
J=8Tuw,2752H T,J=8Tuy), 380 3 H, ¢), 6.82-714 9 H, m), 752 (1 H, ga, J = 2, 7 Ty), 799 (1
H, aa, J =2, 5Tw); Tepmocnpein MC: m/e 338 (M*+1).

MPUKNAL 283

N-(2-Xnop6eH3ann)-2-(3-MeToKCUPEHOKCU)HIKOTMHaMIL

0o  posunHy 2-(3-meToKcMheHOKCM)HiKOTUHOBOI  kucrnotu  (0.300rpam, 1.224mmonb),  2-xropbeHannamiHy
(0.166rpam, 1.160mMmonb) i 1-rinpokcnbensoTpuasonrigpaty (0.173rpam, 1.283MMonb) B CyxoMmy AUMeTUNdpopMamiai
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(30mn) popmaeanu  rigpoxropug  (1-(3-aMmeTunamiHo)nponin)-3-etunkapbogiivigy  (0.269rpam,  1.399mmonb) i
ofepXKaHU po3YMH nepemiyBany Ha npoTasi Hodi. Cymiw possogunu 200Mn Boaw i ekcTparyBanu eTunauetaToMm.
O6'egHaHi ekcTpakTy NpoMUBAan BOOOK i HACUYEHUM BOAHMM PO3YMHOM XFopuAay HaTpilo, CyMnu Hag cynbdhaTom
MarHito, pinbTpyBanu i KOHUEHTPYBanu, O4epKyto4M Macno, ke oYuLLany 3a JONOMOrol XxpomaTtorpadii Ha cunikareni,
BUKOPUCTOBYIOHYM B AKOCTI ertoeHTy cymill 30% eTunaueTat/ rekcaH, oAepXylouy mMacro, gke oTBEpAINio Npu CTOAHHI
(0.300r). Tnn. 71-74°C; EnemeHTHWIA aHania pospaxoBaHo Ans C ooH47NoOsCl: C, 65.13; H, 4.65; N, 7.60.
3HanpgeHo: C, 64.94; H, 4.69; N, 7.63.

MPUKNAL 284

N-[4-(1-Figpokcn-1-meTnneTun)benann]2-(1-okco-iHaaH-4-inokcn)HikoTnHamig,

Lo PO3YUNHY 2-(1-oKoc-iHOAaH-4-iNMEeTOKCU)HIKOTUHOBOI KNCNoTu (0.220rpam, 0.818mmonb),
2-(4-amiHomeTundeHin)nponan-2-ony  (0.128rpam, 0.779mmonb) i 1-rigpokcubenHsoTpuasonrigpaty  (0.116rpam,
0.857mmonb) B cyxomy anmetundopmamigi (30mn) aonasanu rigpoxnopug

(1-(3-gumeTunnamino)nponin)-3-etunkapoogiimia (0.1795rpam, 0.935MMonb) i ogepaHWiA Po3YMH MepeMillyBany Ha
npoTasi Hodi. Cymilw po3ogwunu BOAoK i ekcTparyBanu etunauetatoM. O6'eqHaHi ekcTpakTu NpoMuBanii BOLOHK i
Hacu4yeHMM BOAHWMM PO3YMHOM XIOpWAY HaTpilo, Cywunn Hag cyrnbdaToM MarHito, inbTpyBanu i KOHUEeHTpyBanu,
OLEPXKYIOYM Macro, fke ouvuwany 3a SONOMOrow xpomartorpadii Ha cunikareni BUKOPUCTOBYIOYM B SKOCTI €MNOeHTY
cymiw 60% eTunauetaT/rekcaH, oOepXKyloun XoBTy TBepay peyoBuHy (0.078r). Tnn. 145-147°C; EnemeHTHUIA aHania
pospaxoBaHo Ana CosHouN,Oy4: C, 72.10; H, 5.81; N, 6.73. 3HangeHo: C, 71.79; H, 5.67; N, 6.61.

MPUKNAL 285

N-(4-AueTnnbeHsnn)-2-(4-pTopdheHOKCU)HIKOTMHaMIO

PoaunH 2-(4-pTopchbeHoken)-N-[4-(2-meTun[1,3]aiokconan-2-in)6eHaun]HikoTuHamigy (1.2rpam, 2.9vmonb) B 2N
po34MHi xnopsogHeBoi kucrotn (3.7mn, 7.35mMmonb) | TeTparigpodypaHy (30Mn) nepemiwyBann npu  KiMHaTHIA
TemnepaTtypi Ha npoTasi 3 rognH. Cymiw possogmnn 100mMn Bogm i ekcTparysanu etunayetratom. O6'eqHaHi ekcTpakTu
npomuBanu 1N posdnHom NaOH, Bogow i HACUYEHMM BOAHWM PO3YMHOM XJlopuay HaTpilo, CylwunuM Hag cynbdgatom
MarHito, inbTpyBanu i KOHUEHTpyBamnu, OLEPXYI4YM TBepay PeqvYoBUHY, AKY NepekpucTanisoByBanu 3 CyMilli
eTunayeTat/rekcaH, ogepxytoun 6iny teepay pedvoBuHy (0.780r). Tnn. 106-108°C; EnemMeHTHWIA aHania po3paxoBaHo
ana Co4H.7N,O3F: C, 69.22; H, 4.70; N, 7.69. 3HaligeHo: C, 68.87; H, 4.70; N” 7.55.

Cnonyky onucaHy B NMPUKITALI 286 ogepxxyBanu BignosigHo Ao MeTtoaukun onucaHin B NMPUKITALI 285 samiHtoto4m
2-(4-cpTopdpeHoken)-T-[4-(2-meTun[1,3]aiokconan-2-in)6eHsun]HikoTuHamMin  BignoBigHUM KeTanem. Yac npoBefdeHHs
peakuii nexaB y Mexax Big 1 4o 24 roguH.

MPUKNAL 286

2-(4-PT1opdheHokcn)-N-(4-oKCoLMKIIOreKCUTMEeTU)HIKOTUHaMIS,

Tnn. 157-159°C, MC: m/e 343 (M*+1).

MPUKNAL 287

2-(4-P1opdheHoken)-N-[4-(1-rigpokcneTnn)6eH3nM HIKOTUHaMIg

o nepemiwyemoro po3unHy N-(4-uetnnbeHann)-2-(4-cpTopdeHokcu)HikoTnHamigy (0.300rpam, 0.823mmonb) B
meTaHoni (10mn) i TeTparinpodpypani (10mMn) npu KiMHaTHIN TemnepaTypi gogasanu OGoprigpug HaTtpito 0.121rpam,
3.993MMonb) | opepXKaHWuiA Po3YNH Nepemillysani Ha npoTasi 1 roguHu., OpepkaHy CcyMill BUNUBanuW y NboasiHy Boay i
ekcTparyBanu etunauetatom. OG'eqHaHi OpraHiuHi eKCTpakTu NpoMMBarivM BOAOK | HAaCUMY4EHUM BOOHWM PO3YMHOM
Xropuay HaTpilo, cywnnv Hag cynbdartoMm MarHito, inbTpyBanu i KOHUEHTpyBamnu, odepXyloun TBEPAY PEYOBMHY.
[MepekpucTanisoByBann 3 Cymilwi eTunauetat/rekcaH ofepxytoun TBepgy pedoBuHy (0.180r). Tnn. 112-114°C;
EnemeHTHWIA aHania poapaxosaHo ana CoqH47NoOsF: C, 68.84; H, 5.23; N, 7.65. 3HangeHo: C, 68.58; H, 5.15; N, 7.44.

Cnonyky onucaHy B NMPUKIALI 288 ogepxxkysanu BignosigHo Ao MeToauku onucaHin B NMPUKIALI 287 samiHioo4m
N-(4-aueTnnbeHann)-2-(4-pTopdpeHOKCH)HIKOTUHaMIL BiANOBIOHUM KETOHOM. Yac NpoBefdeHHst peakuii nexas y Mexax
BiOo 1 0o 24 roguH.

MPUKNAL 288

2-(4-dT1opdheHoken)-N-(4-rigpoKCULMKIOreKCMIMETUN)HIKOTUHaMIL,

Tnn. 110-112°C; MC: m/e345 (M*+1).

MPUKNAL 289

2-(3-Kapbamoindgerokcn)-N-(2-xrnopbeHann)HikoTmHamig

0o nepemiwyemoro posunHy 2-(3-kapbamoindgeHokcn)-N-(2-xnopbeHaun)HikotnHoBoi  kucnotn  (0.300rpam,
1.25MMorb), o-xnopbeHannamidy (0.195rpam, 1.375mmonb) i 1-rigpokcnbeHnsoTtpuasonrigpaty (0.203rpam, 1.50mMmonb)
B cyxoMmy aumetundopmamigi  (3mn) pomasanu  rigpoxnopug  (1-(3-aumeTtmnamiHo)nponin)-3-eTunkapbogiimiay
(0.311rpam, 1.63MMONb) | OAepXKaHWA PO3YMH MepemillyBany Ha npoTsasi Hodi. Cymiw Bunveanu B 100mn Bogwm i
ekcTparyBanu etunayetatom. O6'eqHaHi ekcTpakti npomuBany 1N po34MHOM FigpoKCMAY HaTpilo, BOAOK i HACUYEHUM
BOOHUM PO3YMHOM XNOPWUAY HATPIlO, CYLUMMM Hag CyNbgaTtoM HaTpito, inbTpyBanu i KOHUEHTpYBanu, ogepxyodn iny
TBEPAY PEeYOBUHY, AKY ouMLiani 3a OOMNOMOrok xpomartorpadii Ha cunikareni, BUKOPUCTOBYHOUN B AKOCTI eMeHTY
cymiw 7% wmeTaHon/meTuneHxnopua. MNepekpucTanisoByBanu 3 cyMilwi eTunaueTat/rekcaH ofepxytodm 6iny TBepay
pevoBumHy (0.239r). Tnn. 153-155°C; EnemeHTHUN aHania pospaxoBaHo Anst CogHqgN3O3Cl: C, 62.91; H, 4.22; N,
11.01. 3HanpgeHo: C, 62.92; H, 4.30; N, 11.09.

MPUKNAL 290

2-(3-OnmeTtunkapbamoTtdeHoken)-N-[4-(1-napoken-1-meTnneTun)oeH3nn]-HikoTuHamig

[o nepemiwyemoro posunHy 2-(3-gumetunkapbamoindgperokcn)-N-[4-(1-rigpokcn-1-meTnneTnn)6eH3nnm HIKOTUHOBOT
KMCroTu (0.300rpam, 1.05MmMonb), 2-(4-amiHomeTundeHin)nponaH-2-ony (0.190rpam, 1.15Mmorb) i
1-rinppokcnbensoTpuasonrigpaty (0.155rpam, 1.15Mmonb) B cyxomy gimetundopmamigi (5mn) gogasanu rigpoxnopug
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(1-(3-gumeTnnamino)nponin)-3-etunkapbogiimigy (0.242rpam, 1.26Mmorb) i ogepXaHWin po3YMH nepemiwlyBanv Ha
npoTasi Hodi. Cymiw Bunusanu B 100Mn Boau i ekcTparysanu etunaudetatom. O6'egHaHi ekcTpakTn npomusanu 1N
po3unHom NaOH, Bogokw i HacM4YeHMM BOAHMM pPO3YMHOM XIIOPWMAY HaTpilo, CyWunM Hag cyrbdartoMm MarHito,
dinbTpyBann i KOHUEHTPYBanu, OOEpXylun Macro, fke ouduwanu 3a gonomMorolo xpomartorpaddii Ha cunikareni,
BMKOPWCTOBYIOUM B SIKOCTI €rloeHTy cyMill 2.5% meTaHon/MeTtuneHxnopug (0.360r). 'H AMP (CDCl3) 5 1.54 (6 H,
c), 3.003 H, c), 3.08 (3 H, c), 466 (2 H, n), 720 (83 H, m), 729 4 H, m), 743 (2 H, m), 8.08 (1 H, M),
8.18 (1 H, om), 8.63 (1 H, an); MC: M/p 433 (M™).

MPUKNAL 291
N-[4-(1-Figpokcn-1-meTnn-eTnn)oenHsnn|-2-(3-TpndTopaueTundeHoKCU)HIKOTMHaMIg
Jo nepemilyemoro PO34MHY, wo MmicTus

N-[4-(1-[apokcn-1-meTunetun)beHann]-2-[3-(2,2,2-Tpudptop-1-rigpokcnetnn)peHokcu]HikoTuHamig  (0.520rpam,
1.13mmonke), HMO (0.192rpam, 1.7mmonb) i 4A monekynsapHhi cuta (0.5r) B metunexxnopugi (15mn) gonasanun TPAP
(0.020rpam, 0.06MMonb) | oAepXKaHWiA PO3YMH NepeMillyBann Npu KiMHaTHIR Temnepatypi npotarom 1 roguHu. Cymiw
dinbTpyBanu Kpisb LeniT i npoMuBanu MetuneHxnopugomM. dinbtpat possogunv 150mMn mMeTuneHxnopugy, npomMuBsanu
BOAOIO, CYLUMMKN Hap cynbdaToMm Marito, inbTpyBanu i KOHLUEHTPYBanu Npu NOHUKEHOMY TUCKY OAEPXYHYM Macro,
AKe ovulanu 3a JOoMoMOorol XxXpomartorpadii Ha cunikareni, BUKOPUCTOBYHOUM B AKOCTI enoeHTy cymiw 2.5%
MeTaHon/MeTUNeHXopuAi, onepxytoun miHy (0.506r). 'H AMP (CDCl3) 5 1.54 (6 H, c), 469 (2 H, p), 7.50-7.15

(9 H, m), 8.16 (1 H, M), 8.64 (1 H, m); MC: m/e 458 (M*).

MPUKNAL 292

N-[4-(1-Figpokcn-1-meTunetun)beHann]-2-[3-(2,2,2-TpudTop-1-napoKkcneTnn)peHoKen 1-HikoTMHaMIg

[o nepemillyemoro PO34MHY
N-(4-(1-rigpokcun-1-meTuneTnn)6eHsnn]-2-[3-(2,2,2-TpudTop-1-rigpokcneTnn)heHoKCU]HIKOTMHOBOI  KMCIOTH
(0.400rpam, 1.28MMoOrb), 2-(4-amiHomeTUNdeHiN)nponaH-2-ony (0.232rpam, 1.40MMorb) i

1-rinppokcnbeHsoTpuasonrigpaty (0.189rpam, 1.40MMonb) B cyxoMmy aumetundopmamigi (5mn) gogaeanu rigpoxnopug
(1-(3-gumeTunamino)nponin)-3-etunkapbogiimigy (0.294rpam, 1.54Mmonb) i ogepaHWi po3YMH NepemillyBanv Ha
npoTsa3i Houi. Cymiw Bunueanu B 100Mn Boau i ekcTparyBanu etunayetatom. O6'egHaHi ekcTpakTh NpoMUBanu BOLOK i
Hacu4yeHMM BOOHWM PO3YMHOM XIOPMAY HaTpilo, Cywunu Hap cynbdatom MarHiio, inbTpyBanu i KOHUeHTpyBanw,
OLEPXKYIOUYM Macho, ke oYuLlani 3a SONOMOrol xpomartorpadii Ha cunikaresni, BUKOPUCTOBYOYM B SIKOCTI €MeHTY
cymiw 2.5% wmeTaHon/meTunenxnopua (0.550r). 'H AMP (CDCl3) & 1.54 (8 H, ¢), 3.53 (1 H, n), 466 (2 H, n),

4.92 (1 H, m), 7.46-7.15 (9 H, m), 8.12 (1 H, m), 8.16 (1 H, pa) 8.62 (1 H, oa}. MB 313.25; MC (w/e) 313 (M™).

MPUKNAL 293

2-(beH30[1,3]miokco-5-inoken)-N[4-(1-rigppokcn-1-meTuneTnn)6eH3nn]HikoTuHamig

o nepemiwyemoro poa4vuHy 2-(6eH3o[1,3]aiokcon-5-inokcn)HikotmHoBoi kucnotu (0.300rpam, 1.158Mmonb),
2-(4-amiHomeTundeHin)nponan-2-ony  (0.182rpam, 1.103mmonb) i 1-rigpokcnbensoTpuasonrigpaty  (0.163rpam,
1.20Mmorb) B cyxomy anmetundopmamigi (15mn) aonaesanu rigpoxnopuag
(1-(3-gumeTnnamino)nponin)-3-etunkapoogiimia  (0.254rpam, 1.32MMonb) | odepaHWW PO3YMH MNepemillyBann Ha
npoTasi Hodi. Cymiw possogunu 200mMn Bogu | ekcTparyBanu etunauetatoM. O6'efqHaHi opraHidHi  eKcTpakTu
npomueanu Bogoto, 1N po3unHOM rigpokcuay HaTpilo i HACUYEeHUM BOOHWM PO3YMHOM XIOopvAay HaTpilo, CyLUMnu Hapg
cynbgaToM MarHito, ginbTpyBanu i KOHUEHTPYBanu, OAEpPXYyl4YN Macro, sike oduLlany 3a SOMNOMOrol Xpomatorpadii
Ha cwunikareni, BWKOpUCTOBYOMM B  fAKOocTi emnoeHTY 30%  eTunaueTtaT/rekcaH, OAepXylun  Macno.
MepekpucTanisoByBanu 3 cymilli eTunawyeTaT/rekcaH, ogepxytodmn 6iny TBepay pedosunHy (0.323r). Tnn. 118-120°C: MC

407 (M*+1).

MPUKNAL 294

[o nepemiwyemoro posudnHy 2-(3-kapbamoTdeHokcn)-N-[4-(1-rpokcn-1-MeTnneTnn)OeH3n]HIKOTMHOBOT KUCNOTK
(0.400rpam, 1.549mmMonb), 2-(4-amiHomeTUnNdeHin)nponaH-2-ony (0.243rpam, 1.475MMorb) i
1-rinpokcnbeHsoTpuasonrigpaty  (0.219rpam, 1.623mMMonb) B cyxoMy gumeTundopmamigi  (15mn)  gopaeanu
rigpoxnopug  (1-(3-gMmeTunamino)nponin)-3-etunkapbogiiminy  (0.3401rpam, 1.77MMonb) | ogepaHWid  po34YMH

nepemillyBanu Ha npoTaAsi Hodi. Cymilw BWnMBanu y Bomy i eKkcTparyBanu etunaudetatom. OOC'eqHaHi eKcTpakTh
npomuBanm 1N posdynHom NaOH, Bogokw i HacM4YeHUM BOAHUM PO3YMHOM Xropuay Hatpito, cywmnnu Hag Nay,SOy,
dinbTpyBann i KOHUEHTpYBarnu, OOEepXyluu Macro, fke ouuwanu 3a gornomMorolo xpomartorpaddii Ha cunikareni,
BUKOPUCTOBYIOYM B AKOCTI emnoeHTy cymiw 7% wmeTaHon/meTtunenxropua (0.250r). Tnn. 145-147°C; MC (w/e) 387
(M*-18).

Cnonyky onucaHy B NMPUKNALI 295 ogepxxyBanu BignosigHo go metoaukn onucawinn B NMPUKIMNALI 294 3amiHtotoun
2-(4-amiHomeTundeHin)nponaH-2-o5 BigNoBigHNMM amiHOM. Yac npoBedeHHA peakuil nexxas y mexax Big 1 0o 24 roguH.

MPUKNAL 295

ETunosuii ectep 4-({[2-(3-kapbamoingeHokennipnanH-3-kapOoHrinjamiHo}MeTun)-LuKnorekcaHkapboHOBOT KUCMOTK

Tnn. 160-162°C; MC (m/e) 426 (M*+1).

MPUKNAL 296

2-(3-AueTtundeHokcm)-N-(4-cynbtamoindeHann)HikoTuHamig

PoaunH 4-amiHomeTunGeHsoncynegpoHamigy (0.248rpam, 111Mmonb), 2-(3-aueTundeHOKCU)HIKOTMHOBOT KUCHOTH
(0.300rpam, 1.167MMonb), 1-rinpokcnbeHsoTpurasonrigpaty (0.165rpam, 1.22MMorb) i rigpoxnopug
(1-(3-gumeTunnamino)nponin)-3-etunkapbogiimigy (0.256rpam, 1.33mmorb) B anmeTtundopmMamigi (15mm) nepemiwysanm
Ha npoTasi 10 xBunuH. [Jo nepemiwlyemoro po34vnHy gopdasanu TpueTunamin (0.280rpam, 2.78MmMonb) i ogepkaHui
PO3YMH MepeMmillyBanu Ha NpoTaA3i HoYi Npu KiMHAaTHIN Temnepatypi. Cymill po3Boaunv eTunaueTaTtoM i npoMuBanu
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BOAOK | HAcUYeHMM BOAHMM PO34YMHOM XFOpuAY HaTpilo, Cylwunu Hapg cynbgatoMm MarHio, inetpyBanm i
KOHLEHTpyBanu, odepXylouu TBepdy pedoBuHy. [lepekpucTanisoByBanu 3 cymilWi eTunauetat/rekcaH ogepXytoyu

TBepay peqosuHy (0.280r). Tnn. 162-164°C; MC (m/e) 425 (M*).

MPUKNAL 297
2-(4-dT1opdpeHoken)-N-[4-(1-rigpokcn-1-MeTUNeTUN)YnKnoreke-1-eHinMeTun]HikoTuHamig
3miwyBanu 2-(4-amiHOMETUINLMKITOreKkc-3-eHin)nponaH-2-on (0.360rpam, 2.127Mmonb), rigpoxnopug

2-pieTunamiHoeTunxnopugy  (0.530rpam, 2.765mmonk),  2-(4-bTopdpeHoKcu)HikoTuHoBY  kucroty  (0.645rpam,
2.765mmonb), 1-rigpokcnbensoTpuasonrigpaT (0.374rpam, 2.765mmornb) | TpuetunamiH (0.430rpam, 4.254mMmonb) B
mMeTuneHxnopuai (40mn) i ogepkaHnin po3ynH nepeMiwlyBanu Ha npoTssi Hodi. CyMmill KOHUEHTpyBanu nig BakyyMoM i
po3ginanm Mk etunadetat i 1N posdmHom HCI. OpraHiyHi eKCTpakTh npoMmBanym HacUYeHUM BOAHWM PO3HYUMHOM
rigpokapOoHaTy i Hacu4eHMM BOLSHUM PO34YMHOM XJIOpMAY HAaTpilo, CYWWUKU Hag cynbgaToM MarHito, ginsTpyBanm i
KOHLeHTpyBanu, O4epXyluM Macro, sike ouvulliany 3a AONOMOorol xpomartorpadii Ha cunikareni, BUKOPUCTOBYIOYM B
AaKocTi entoeHTy cymiw 50% eTunauetat/rekcaH go 100% eTtunauyetaTy, ogepxytoun >xosTe macro (0.080r). MB
384.455; MC385(M*+1).

Cnonykn onucadi B MPUKITAOAX 298-317 ©yno CMHTE30BAaHO 3a METOAMKOK aHanoriYHow Ao OonucaHol B
MPUKINALI 183 BUKOPUCTOBYHOUM BKa3aHy KapOOHOBY KUCIOTY i aMiH.

MPUKNAL 298

N-(4-(1-Tigpokcn-1-meTnneTnn)6eHann)-2-(3-okcoiHgaH-5-inoKkcm)HiKoTMHaMIg,

OpepxyBanu 3 2-(3-OkcoiHAaH-5-IMoKCM)HIKOTUHOBOT KMcnoTH i 2-(4-amiHomeTun-dpeHin)nponaH-2-ony. MC (m/e):
435 (M*+NH3), 417 (M*+1), 400 (100). AMP (CDCl3): 8.62 (gn, J = 2, 8 'y, 1H), 8.15 (@@, J = 2, 5 Iy, 1H),
8.07 (m, 1H), 7.32 (m, 8H), 4.67 (g, J =6 'y, 2H), 3.13 (1, J =6y, 2H), 2.72 (@t, J = 2, 4 'y, 2H), 1.53 (c, 6H).

MPUKNAL 299

N-(4-(1-Tigpokcn-1-meTnneTnn)beHsnn-2-(2-meTundeH3oTiazon-5-inokcn)HikoTnHamig,

OpepxyBanu 3 2-(2-MeTunOeH30Tiason-5-inoKCU)HIKOTMHOBOT KUCMOTK | 2-(4-amiHOMeTundeHin)nponax-2-ony. Tnn.
124-6°C.

EnemeHTHMi aHania pospaxoBaHo Ana C o4Ho3N3SO3: 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-meTuneTnn)oeHsnn)-2-(2-MeTnn-6eH30Tiazon-6-inokcn)HikoTuHamig,

OpepxyBanu 3 2-(2-MeTUN-6eH30Tia3om-6-iNMOKCU)HIKOTUHOBOT KUCHOTKU | 2-(4-aMiHO-MeTundeHin)nponaH-2-ony.
Tnn. 131-3°C.

EnemeHTHWIi aHania pospaxoBaHo Ana C ,4Ho3N3SO3: C, 66,49; H, 5.35; N, 9.69. 3HangeHo: C, 66.43; H,
5.42; N, 9.72.

MPUKNAL 301

2-(beHsoTiazon-6-inoken)-N-(4-(1-rigpokcn-1-MeTuneTnn)oeH3nn)HIKoTUHaMIg OpepxyBanu 3
2-(6eH30Tia30osn-6-iNoKCK)HIKOTUHOBOT KUCMOTK | 2-(4-aMmiHoMeTun-dperin)nponan-2-ony. Tnn. 195-7°C.

EnemeHTHWI aHanis pospaxoBaHo Ana C ,3H,1N3SOj;: C, 65.85; H, 5.05; N, 10.02. 3HangeHo: C, 68.74; H,
5.49; N, 9.96.

MPUKNAL 302

2-(BeHsookcason-6-inoken)-N-(4-(1-rigpokcn-1-MeTuneTun)beH3nn)HikoTMHaMIg

OpepxyBanu 3 2-(6eH300KCa30-6-iNMOKCU)HIKOTUHOBOI KMCNoTK | 2-(4-amiHOMeTun-geHin)nponaH-2-omny.  Tns.
92-4°C.

EnemeHTHUI aHania pospaxoBaHo Ana C o3Ho4N3O4: C, 68.47; H, 5.25; N, 10.42. 3nangero: C, 68.47; H,
5.32; N, 10.42.

OpepxyBanu 3 2-(3-aueTun-4-XropdeHOKCU)HIKOTUHOBOT KUCNOTW | 2-(4-amiHoMeTun-deHin)nponaH-2-ony. MC
(Mmle): 456/458 (M*+NH3, 100). AMP (CDCl3): 8.64 (ap, J = 2, 8 Ty, 1H), 8.18 (@A, J = 2, 5 My, 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).

MPUKNAL 304

N-(4-(1-Tigpokcn-1-meTnneTnn)oeHsnn)-2-(3-metTnndenHso[dlizokcason-7-inokcn)HikoTuHaMig

OpepxyBanu 3 2-(3-meTnn-6eHso[d]izokcazon-7-inokcn)HIKOTUHOBOT KNCIOTK i
2-(4-amiHomeTundeHin)nponax-2-ony. Tnn. 194-6°C.

EnemeHTHMi anania pospaxoBaHo ana C o4Ho3N3O4: C, 69.05; H, 5,55; N, 10.07. 3nainigero: C, 68.70; H,
5.64; N, 9.81.

MPUKNAL 305

2-(3-AueTun-5-xnopdeHokcn)-N-(4-(1-ngpoken-1-meTnneTmn)beHann)HikoTMHamig

OpepxyBanu 3 2-(3-ayeTun-5-xnopdeHOKCH)HIKOTUHOBOT KUCNoTU | 2-(4-amiHoMeTun-geHin)nponax-2-ony. Tnn.
110-2°C.

EnemeHTHUI aHanis pospaxoBaHo ana C o4Ho3NoO4Cl: C, 65.68; H, 5.28; N, 6.38. 3HanpgeHo: C, 65.69; H,
5.35; N, 6.35.

MPWKNAL 306

(8)-(-)-2-(3-AuetundreHokcn)-N-(4-(1-rippokcneTnn)beHann)HikoTMHamig

OpepxyBanu 3 2-(3-ayeTundeHOKCU)HIKOTUHOBOI KucnoThn i (S)-(-)-1-(4-amiHoMeTun-LuKrorekcun)eTaHony. Tnn.
102-4°C. Ap (CHCI3) -13.8°.

EnemeHTHWIi aHania pospaxoBaHo Ana C o3HooN,O4: C, 70.75; H, 5.68; N, 7.17. 3HangeHo: C. 70.48; H, 5.70;
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N, 7.12.

MPUKNAL 307

(R)-(+)-2-(3-AueTtundeHokcn-N-(4-(1-rigpokcneTnn)oeH3nm)HIkoTUHaMIg

OpepxyBanu 3 2-(3-aueTundeHOKCUIHIKOTUHOBOI KncroTtu i (R)-(+)-1-(4-amiHomeTun-yuknorekcun)etaHony. Tnn.
104-6°C. Ap (CHCI3) +14.0°.

EnemeHTHMIA aHania pospaxoBaHo Ana C o3HooN,O4: C, 70.75; H, 5.68; N, 7.17. 3HanpgeHo: C, 70.30; H, 5.71;
N, 7.10.

MPUKNAL 308
2-(3-AneTtun-5-xnopgeHokcm)-N-(TpaHc-4-(1-rigpokcu-1-MeTUNeTUN)LMKIorekCun MeTu)-HikoTuHamig
OpepxyBanu 3 2-(3-aueTnn-5-xnopdeHoKen)HIKOTUHOBOI KNCRoTH i

TpaHc-2-(amiHomeTunuuknorekcunnponan-2-ony. Tnn. 133-5°C.
EnemeHTHUI A aHanis pospaxoBaHo Ana C o4HogNoO4Cl: C, 64.78; H, 6.57; N, 6.30. 3HangeHo: C, 64.75; H,
6.57; N, 6.17.

MPUKNAL 309
2-(3-AyeTtun-4-xnopdgeHokcm)-N-(TpaHc-4-(1-rigpokcn-1-MeTUNeTUN) L MKIOreKCUnMeTn)-HikoTuHamig,
OpepxyBanu 3 2-(3-aueTnn-4-xnopdpeHoKCn)HIKOTMHOBOI KMCIoTH i

TpaHc-2-(amiHomeTunuuknorekcmnnponan-2-ony. Tnn. 106-8°C.

EnemeHTHUi aHanis pospaxoBaHo Ana C o4HogNoO4CIl: C, 64.78; H, 6.57; N, 6.30. 3HangeHo: C, 64.66; H,
6.58; N, 6.11.

MPUKNAL 310

(R)-(-)-2-(3-AyeTundpeHoken)-N-(TpaHc-4-(1-rigpokcneTnn) yMKnorekCunMeTUI)HikoTuHamig

OpepxyBanu 3 2-(3-ayeTmndeHoKcn)HikoTuHoBOI kucnotn i (R)-(-)-TpaHc-1-(4-amiHOMeTUNLUMKIorekcun)eTaHony.
Tnn. 101-3°C. Ap (CHCI3)-1.5°.

MPUKNAL 311

(8)-(+)-2-(3-AueTunaeHokcn)-N-(TpaHc-4-(1-rinpokCUeTUN) LMKIoreKCUNMeTUI)HIKoTMHaMmig

OpepxyBanu 3 2-(3-aueTundeHOKCU)HIKOTUHOBOI KUcroTK i (S)-(+)-TpaHc-1-(4-amiHOMEeTUNLYMKIorekcun)eTaHony.
Tnn. 103-5°C. Ap (CHCI3)+1.5°

MPUKNAL 312

2-(3-AueTtundpeHokcn)-N-(2-cbTop-4-(1-rigpokcn-1-meTuneTnn)oeHann)HikoTUHaMig

OpepxyBanu 3 2-(3-aueTundgeHoKCU)HIKOTUHOBOI KMUCnoTK i 2-(4-amiHomeTun-3-cptopdeHin)nponaH-2-ony. Tnn.
68-70°C.

EnemeHTHWMi anania pospaxoBaHo ana C o4Ho3NoO4F: C, 68.24; H, 5.49; N, 6.63. 3HangeHo: C, 67.17; H,
5.93; N, 5.97.

MPUKNAL 313

2-(3-AueTun-5-xnopdpeHokcn)-N-(2-xrnop-4-(1-rigpokcun-1-meTun-eTun)oeH3ann)HikoTMHaMig

OpepxyBanu 3 2-(3-auetnn-5-xropdpeHOKCU)HIKOTUHOBOI KMUCMOTK | 2-(4-amiHomeTun-3-xropdpeHin)nponaH-2-ony.
Tnn. 58-60°C.

EnemeHTHMIi A aHania pospaxoBaHo Ana C 54H2oN>O4Cly: C, 60.90; H, 4.68; N, 5.92. 3naiigeHo: C, 60.73; H,
4.79; N, 5.78.

MPUKNAL 314

2-(3-AueTun-4-xnopdeHokcn)-N-(2-xrop-4-(1-rigpokcun-1-MeTuneTun)oeH3nn)HikoTuHamig

OpepxyBanu 3 2-(3-auetun-4-xnopdeHOKCU)HIKOTUHOBOT KUCOTU | 2-(4-amiHOMeTuI-3-xnopdeHin)nponaH-2-ony.
MC (wm/e): 490/492 (M*+NHj;, 100). AMP (CDCl3): 8.60 (ag, J = 2,8 'y, 1H), 8.31 (m, 1H), 8.17 (gg, J = 2, 5
My, 1H), 7.46 (m, 3H), 7.33 (m, 2H), 7.20 (m, 2H), 4.73 (g, J = 6 Ty, 2H), 2.67 (c, 3H), 1.54 (c, 6H).

MPUKNAL 315

N-(4-(1-Tigpokcn-1-meTuneTnn)ymkrorekemnmeTun)-2-(3-metundeHso[d]izokcason-5-inokcn)HikoTnHamig

OpepxyBanu 3 2-(3-meTun-6eHso[d]izokcazon-5-inokcn)HIKOTUHOBOT KMCIOTK i
TpaHc-2-(amiHomeTunuuknorekcmnnponan-2-ony. Tnn. 135-7°C.

EnemeHTHUI A aHania pospaxoBaHo Ana C o4HogN3O4: C, 68.07; H, 6.90; N, 9.92. 3HanpgeHo: C, 68.07; H, 7.04;
N, 9.64.

MPUKNAL 316

n-(4-(1-rigpokcun-1-metTuneTun)oeHann)-2-(3-metnndenso[dlisokcason-5-Tokcn)-HikoTuHamig

OpepxyBanu 3 2-(3-meTnnbeH3o[d]isokcason-5-inokcn)HIKOTUHOBOT KMCOTK i
2-(4-amiHoMeTundgeHinnponax-2-ony. Tnn. 128-30°C. MC (m/e): 418 (M*+1).

MPUKNAL 317

N-(4-(1-Tigpokcu-1-meTuneTun)yukrnorekennnmeTnn)-2-(3-meTnnbeHso[d]isokcason-7-inokcu)HikoTuHamig

OpepxyBanu 3 2-(3-meTunbeH3o[d]isokcason-7-inoKcn)HIKOTUHOBOT KMCOTK i

TpaHc-2-(amiHomeTunuuknorekcmnnponan-2-ony. Tnn. 170-2°C.
EnemeHTHMIi aHania pospaxoBaHo Ana C o4HogN3O4: C, 68.07; H, 6.90; N, 9.92. 3nangeHo: C 68.04; H, 6.89;
N, 9.80.

MPUKNAL 318

N-[4-(1-igpokcK-1-MmeTuneTun)ymkrnorekcunmeTun]-2-(3-HirpoPeHoKCU ) HikoTMHaMIg

Po3unH 2-(3-HiITPOhEHOKCU)HIKOTUHOBOI KMCIoTu (86.9wr, 0.33mMmorb),
TpaHc-2-(4-amiHOMEeTUILMKITorekcun)nponax-2-ony (57.2wr, 0.33mmonb), rekcadpTopdpocdar

OeHzoTpuason-1-inokcutpic(aumerunamino)ocdoHria (148mr, 0.33mmonb) i giisonponinetunamid (0.29mn, 1.67Mmonb)
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B 10mn cyxoro IM®A nepemiwyBanu Ha npoTasi Hodi. Po3dnH po3Boawnv etunauetratom i npomusanu sogoto, 5%
PO34YMHOM JIMMOHHO! KMCMOTU, HAaCU4YeHUM BOOHWM Po34MHOM GikapboHaTy i HacM4eHUM BOOHUM PO3HMHOM Xropuay
HaTpito, CyWIMnKn Hag cynbdatoM MarHito i KOHUeHTpyBanu, ogepxyodn macno. Ouuliany 3a JONOMOroK NponycKaHHS
Kpi3b LIAp cURiKarerio, BUKOPUCTOBYIOUN B SIKOCTI EMIOEHTY eTunaueTaT, ogepxytoun yucte macno (120mr). THAMP
(CDCl3) & 1.04 (4H, pn), 1.14 (6R, ¢), 1.55 (2H, c), 1.88 (4H, m), 3.37 (2H, 1), 7.23 (1H, ™), 7.51 (1H, A),
7.64 (1H, 1), 8.07 (1H, 1), 8.16 (2H, m), 8.63 (1H, an); MC: m/ed14 (M*+1).

Cnonykn onucadi B MPUKITAOAX 319-328 ©Oyno CMHTE30BaHO 3a METOAMKOK aHanoriYHow AO OnucaHoi B
MPUKINALI 318 BUKOPUCTOBYHOUM BKa3aHy KapOOHOBY KUCIOTY i aMiH.

MPUKNAL 319
(+)-2-(BeHso[1,3)miokcon-5-inoken)-N-[4-(1-rinpokcneTnn) LMKnoreKCUNMeTUI HIKOTUHaMIg,
OpepxyBanu 3 2-(6eH30[1,3]aiokcon-5-inokcn)HIKOTUHOBOT KMCIoTH i

(+)-TpaHc-1-(4-aMiHOMETUILMKIIOreKCu)eTaHony.

"HAMP (CDCl3) & 0.97 (1H, m), 1.10 (3H, m), 1.17 (4H, m), 1.19 (4H, m), 3.23 (1H, 1), 3.44 (2H, k), 6.00
(2H, c), 6.58 (1H, pon), 6.64 (1H, ¢), 6.8 (1H, @), 7.10 (1H, m), 7.9 (1H, m), 8.18 (1H, m), 8.53 (1H, g); MS: m/e 399
(M*+1),

MPUKNAL 320

(-)-2-(3-UiaHo-4-bTopdheHoken)-N-(4-(1-rigpokcneTnn)-LnKroreKCuiMeTunHikoTuHamig

OpepxyBanu 3 2-(3-uiaHo-4-hTopdPeHOKCU)HIKOTUHOBOI KNCMOTK i (-)-TpaHc-1-(4-amiHoMeTUnumKnorekcun)eTaHory.

Tnn. 134-135°C: MC: m/e 398 (M*+1).

MPUKNAL 321

(+)-2-(3-yiaHo-4-pTopdheHoken)-N-[4-(1-TigpokcneTnn)LMKnoreKCuNMeTUITHIKOTUHaMIg,

OpepxyBanu 3 2-(3-LiaHo-4-pTOpdEHOKCH)HIKOTUHOBOT KNCMOTK i (+)-TpaHc-1-(4-amiHoMeTUunumknorekcun)eTaHory.

Tnn. 134-135°C: MC: m/e 398 (M*+1).

MPUKNAL 322

2-(3-uyiaHo-4-pTopcherokcn) N-[4-(1-rigpokcn-1-MeTUNeTnN)YNKIoreKCUNMeTUI]HIKOTUHaMIg

OpepxyBanu 3 2-(3-uyiaHo-4-pTOpheHOKCU )HIKOTUHOBOT KNCIoTH i
2-TpaHc-(4-amiHOMeTUnmMKnorekcun)nponax-2-ony. Tnn. 85-88°C; MC: m/e410 (M*+1).

MPUKNAL 323

2-(2,3-Aurinpoben3o[1,4]aiokcnH-6-inoken)-N-[4-(1-rigpokcn-1-meTuneTnn)6eH3nn]-HikoTMHamig

OpepxyBanu 3 2-(2,3-Avrinpo6eH3o[1.4]0ioKCMH-6-iNOKCH)HIKOTUHOBOT KMCIOTK i

2-(4-amiHomeTundeHin)nponaH-2-ony.
MC: m/e 421 (M*+1). "HAMP (CDCls) s 1.51 (6H, c), 4.24 (4H, c), 4.66 (2H, n), 6.57 (1H, an), 6.85 (1H,
A), 7.11(1H, on), 7.28 (2H, n), 7.41 (2H, p), 8.19 (2H, m), 8.61 (1H, n).

MPUKNAL 324
(+)-2-(2,3-Aurinpoben3o[1,4]aiokcnH-6-inoken)-N[4-(1-rig pokcMeTUN) LM KNorekCMnmMeTun 1-HikoTuHamig
OpepxyBanu 3 2-(2,3-purinpo6eH30[1.4]8ioKCMH-6-INOKCN)HIKOTUHOBOI KNCIoTH i

(+)-TpaHc-1-(4-amiHOMeTULMKIOreKCu)eTaHony.

MC: m/e 413 (M*+1); "HAMP (CDCl3) s 0.98 (4H, m), 1.11 (3H, m), 1.22 (2H, m), 1.70 (2H, m), 1.84 (2H,
M), 3.33 (2H, ™), 3.51 (1H, m). 4.25 (4H, ¢), 6.65 (1H, m), 6.87 (1H, @), 7.11 (1H. m), 7.90 (1H, m), 8.20
(1H, m), 8.60 (1H, n).

MPUKNAL 325
2-(2.3-Aurinpobenso[1.4]aiokcnH-6-inoken)-N-[4-(1-rigppokcn-1-MeTUNETUN)UUKIOrekeun  MeTuni-HikoTuHamig,
OpepxyBanu 3 2-(2,3-purinpo6eH30[1.4]0i0KCMH-B-INOKCH)HIKOTUHOBOI KMCIOTK i

2-TpaHc-(4-amiHOMETUILMKITOrekcun)nponax-2-ony.

MC: m/e 427 (M*+1); "HAMP (CDCl3) § 1.03 (4H, m), 1.13 (6H, c), 1.85 (4H, m), 3.33 (2H, 1), 4.26 (4H,
c), 6.61 (1H, n), 6.70 (1H, c), 6.88 (1H, @), 7.11(1H, ag), 7.90 (1H, m), 8.20 (1H,nn),8.58(1H,an).

MPUKNAL 326

(-)-2-(2,3-AurigpobeHnso[1.4]giokcnH-6-inoken)-N[4-(1-rigpoKCneT) LMKNOreKCUMeT]-HikoTHaMmig,

OpepxyBanu 3 2-(2,3-purinpo6eHs0o[1.4]0ioKCMH-6-INOKCN)HIKOTUHOBOI KNCIOTH i
(-)-TpaHc-1-(4-amiHomeTunUuMKnorekcun)etaHony. Tnn. 57-59T, MC: m/e 422 (M*+1).
MPUKNAL 327

2-(beHso[1,3]aiokcon-5-inokcun)-N-[2-PTop-4-(1-rigpokcn-1-MeTnneTnn)6eH3nn HIKoTUHaMIg

OpepxxyBanu 3 2-(6eH30[1,3]miokcon-5-inoKen)HIKOTMHOBOT KUCHoTH | 2-(4-amiHomeTun-3-pTopdeHin)nponaH-2-osy.
Tnn. 94-95 °C; MC: m/e 425 (M*+1).

MPUKNAL 328

N-[2-®Top-4-(1-rigpokcn-1-MmeTuneTun)oeHs3nmn|-2-(4-hTopheHOKCN ) HIKOTUHaMIL,

OpepxyBanu 3 2-(4-pTopdheHOKCH)HIKOTUHOBOT KNCIOTK | 2-(4-amiHoMeTUn-3-bTopdpeHin)nponaH-2-ony.

Tnn. 93-94°C; MC: m/e 399 (M*+1).

dopmyrna BMHaxony

1. MNoxigHi HikoTuHamigy 3aranbHoi dopmynu (1):
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O) RS
abo ix hapmaLeBTUYHO NPURHATHI coni, ge
te0abo 1;

R' e (C3-Cy)umknoankinom; (Cg-Cqg)apunom; abo HacuuveHolo abo HeHacuyeHow UukivHolo abo GiumknivHoto
(C4-Cy) reTepouyuKIIivHOK TPYMoK, WO MICTUTL Bif OLHOMO [0 YOTUPLOX rETepoartoMis, Lo HesanexHo BuGupaoTe 3

rpynu, sika MiCTUTb KUCEHb, CipKy, asoT i NR®, ge RY ¢ BogHem abo (Cq-Cg)ankinom; Aae apwribHa, LMKNoankinoHa i
reTepouukniyHa rpynu €, HeoboB'A3koBO, 3amiwjeHumu ranoreHoMm, (C 1-Cglankinom, (C4-Cg)ankokeu,
rigpokci(C 1-Cg)ankinom, amiHo, (C4-Cg)ankinamiHo, ((C4-Cg)ankin),amiHo abo rigpokci(C4-Cg)ankinamiHo;

R2e BogHeM abo (C4-Cg)ankinom;

R® e HacuyeHol abo HeHacWueHOI LMKMiYHOK abo GiLuKnivHOW0 (C3-C7) reTepouUnKmivHOO rpynoto, WO MICTUTb
Bifl OOHOro A0 YOTMPLOX FreTEPOATOMIB, LLO He3anexHO BUOUpaoTb 3 MPynu, aKa MICTUTb KUCEHb, CipKy, a3oT i NR 9
abo R5 e rpynoto dopmynu:

R ,

R12

RIS R13
Rl4

B skt R, R12 R'3, R™ i R'® koxeH € 3aMiCHMKOM, LLO HE3anexHo BUGMPAIOTL 3 rPynu, sika MICTUTL BOLeHb,
ranoreH, UiaHo, kapbokcu, amiHo, HiTpo, rigpoken, (Cq-Cg)ankin(C4-Cg)ankoken, (Cz-Cy)uymknoankin,
rigpokci(C1-Cg)ankin, (Cq-Cglankokcu, AudptopmeTurn,  TpudpTopmeTusn, AWPTOPMETOKCH,  TPUPTOPMETOKCH,
(C1-Cgauun, (C4-Cg)aumnamiHo, (Cq-Cg)ankin-(C=0)-NH-(C=0)-, (Cx-C4g)apun-(C=0)-NH-(C=0)-, (C4-Cg)auunokcu,
(Cq-CpgankinamiHo, ((C4-Cg)ankin)oamiHo, (C4-Cg)ankin-NH-(C=0)-, ((C4-Cg)ankin),-N-(C=0)-, amiHocynbdoHin,
(C4-Cg)ankinamiHocynbdoHin, ((C4-Cg)ankin),amiHocynbdoHin abo HacuveHWn abo HeHacu4YeHUn LuKIiYHMin abo
GiyunknivHmin (C3-Co)reTepounkrn, WO MICTUTb Big OQHOTO A0 YOTUPBLOX FeTepoaToMmiB, WO HesanexHo BubupaloTb 3
KUCHIO, Cipku, asoTy i NR9, i Oe aragaHui reTepouukn €, HeoOOB'S3KOBO, 3aMilleHUMM Big OOHOrO A0 TPbOX
3aMiCHMKaMK, Lo He3anexHo BMOMpalTb 3 rpynu, fika MICTUTb rarored, uiaHo, kapOokcu, amiHo, HiTpo, rigpoKcu,
(C1-Cg)ankin, rigpokci(C4-Cg)ankin, (Cq-Cg)ankoken, (C4-Cg)ankinTio, AudtopmeTus, TpudpTopmeTun, ANPTOPMETOKCH,
Tpudptopmetoken,  (C4-Cg)auymnn,  (Cg-Cqglapun,  (C4-Cglaumnamivo,  (C4-Cglauumnoken,  (Cq-Cg)ankinamiHo,
((C4-Cg)ankin),amiHo, (C4-Cg)ankincynbdoHin, amMiHoCcyNbdOoHiIn, (C4-Cg)ankinamiHocynboHin,
((C4-Cg)ankin)oamiHocynbdoHin abo (C,-Cg)reTepoapur;

abo R R'2 R'8 R RS ¢, HeoBoB'53k0BO, HE3aNeXHO, rpynoto hopMyni

ne R0 e Takum, sk BU3HAYEHO HUXKYE,

fe ankinbHi, ankokcu abo uuknoankineHi rpynu aragadmx R'!, R12, R'3, R i R'® rpyn €, HeoGoB'sakoBo,
3aMilieHMMK Big oO4HOro A0 TPbOX 3aMiCHUKaMW, WO He3anexHo BubupaloTb 3 ranoreHy, LiaHo, kapbokcu, aMiHo, HIiTpo,
rigpoken, (C4-Cglankiny, rigpokci(Cq-Cgankiny, (C4-Cg)anoken, (C4-Cg)ankintio, AndpTopmeTuny, TpudTOpMeETUsy,
andptopmeTtoken,  TpudTopmeToken,  (Cq-Cglaumny, (Cg-Cqglapuny, (Cq-Cglauynnamino,  (C4-Cg)ayurokeu,
(C4-Cg)ankinamio, ((C4-Cg)ankin)amiHo, (C1-Cg)ankincynbdoHiny, amiHocynbdoHiny, (C4-Cg)ankinamiHocynbdgoHiny,
((C4-Cg)ankin),amiHocynbdoHiny abo (Co-Cg)reTepoapuny;

a6o R12 i R"8 moxyTb GyTU y3sTi pasom 3 aToMamu ByrmeLo, A0 SKUX BOHW NPUEOHAHI, YTBOPIOIOYN rpyny hopMynn
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14

R

BAKiMue0abo 1;i

G, J, K i L koxeH, HesanexHo, KuCeHb, Cipka, asoT, NRS®, kapBoHin abo CHR'S: pe NYHKTUPHI  NiHiT Le,
Heo6OB 'AI3KOBO, NOABIMHI 3B'A3KN | Ae, AK 3po3yMino, konu mixk G i J, J i K abo K i L icHye noasiliHuin 3B'a3ok, Toai R 9
BincyTHil, >CHR'® ¢ >CR'6 | G, J, K abo L He moxyTb 6yTu kapGoHinom; e R'® e BogHem, raroreHom, LjiaHo,
kapbokcn, amiHo, HiTpo, rigpokeun, (Cq-Cg)ankin(C4-Cg)ankokcu, (Cz-C7)umknoankinom, rigpokci(Cq-Cg)ankinom,
rigpokci(C 1-Cg)ankinamiHo, (C4-Cg)arnkokcu, ANPTOPMETUIIOM, TPUDTOPMETUIOM, ANDTOPMETOKCH, TPUDPTOPMETOKCH,
(Cq-Cgauunom, (C4-Cglaumnamivo, (C4-Cg)aunnoken, (Cq- CglankinamiHo, ((C4-Cg)ankin),amiHo, amiHocynbdoHinom,
(C1-Cg)ankinamiHocyrnboHinom abo Hacu4eHuM abo HeHacu4YeHUm LMKITIMHUM abo BiLNKNiMH1M
(C3-C7)reTepounknom, Wo MiCTUTb BiA OQHOMo OO0 YOTUPLOX reTepoaToMiB, L0 HesanexHo BubupaloTb 3 rpynu, ska
MICTUTb KWCeHb, CipKy, a3oT i NR®, me arapgaHuii reTepouunkn €, HeobOB'A3KOBO, 3aMillleHUM Bif OAHOTO A0 TPbOX
3aMiCHUMKIB, WO HesanexHo BUGUpaloTb 3 ranoreHy, UiaHo, kapGokcu, amiHo, HiTpo, rigpoken, (Cq-Cg)ankiny,
rigpokci(C 1-Cg)ankiny, (C4-Cg)ankoken, (C4-CglankinTio, AndTopmMeTUny, TpudTOpMETUNY, ANPTOPMETOKCH,
Tpudptopmetoken, (Cq-Cglauyuny, (Cg-Cip)apuny, (C4-CglauunamiHo, (C4-Cglaumnoken, (C4-Cg)ankinamiHo,
((C4-Cg)ankin),amiHo, (C4-Cg)ankincynosdoHiny, amMiHocynbdoHiny, (C1-Cg)ankinamiHocynbdoHiny,
((C4-Cg)ankin),amiHocynbdoHiny abo (C,-Cg)retepoapuny;

ne srapaHi R16 ankineHi, ankokcy abo LMKNoankinbHi 3amiCHUKM €, HeoBOB'A3KOBO, 3aMilleHMMU Big OgHOro Ao
TPbOX 3aMiCHUKaMW, WO He3anexHo BMbupaloTe 3 ranoreHy, LiaHo, kapbokcu, amiHo, HiTpo, rigpokcu, (Cq-Cg)ankiny,
rigpokci(C1-Cg)ankiny, (C4-Cg)ankoken, (C4-CglankinTio, AndTOopMeTUny, TpUDTOpMETUNY, ANPTOPMETOKCH,
Tpudptopmetoken,  (Cq1-Cglauuny, (Cg-Cop)apuny, (Cq1-Cg)ayunamiHo, (Cq-Cg)aunnoken, (Cq-Cg)ankinamiHo,
((C1-Cg)ankin),amiHo, (C4-Cg)ankincynbdoHiny, aMiHocynbdoHiny, (C1-Cg)ankinamiHocyrbdoHiny,
((C4-Cg)ankin)ramiHocynbdoHiny abo (Co-Cg)retepoapuny;

R® R7 i R8 € KoxeH, He3aneKHO, BOOHEM, rarioreHoMm, LiaHo, kapbokcu, amiHo, HiTpo, rigpokeu, (Cq-Cg)ankinom,
rigpokci(C 1-Cg)ankinom, (C4-Cg)ankoken, (Cq-Cglankintio, AndTopmeTunom, TpudTOPMETUNOM, ANPTOPMETOKCH,
Tpudptopmetoken, (Cq-Cglauunom, (Cg-Cqglapunom, (Cq4-Cglaumnamivo, (Cq-Cglauunokeun, (Cq-CglankinamiHo,
((C4-Cg)ankin),amiHo, (C4-Cg)ankincynbdoHinom, amMiHoCcyNbdOHINoM, (C4-Cg)ankinamiHocyrnbdoHinom,
((C4-Cg)arnkin)oamiHocynbdoHinom abo (C,-Cg)reTepoapunom;

R? e BogHeM abo (C4-Cg)ankinom;

R0 e BogHem, (C4-Cgankinom, (Cq-Cpglankoken,  (Cz-Cr)uymknoankinom, (C3-Cy)umkrnoarnkeHinom,
(C4-C,)apunamido, (Cg-Cqp)apuriom, MictodkoBUM (C7-Cg)Biumrrioankinom abo Hacuy4eHum abo  HeHacudeHnm
UMKAIYHUM  abo  BiyunknidHuM (C3-C7)reTepolnKknomM, SKMA MICTUTb BiO OOQHOMO A0 YOTUPLOX TreTepoaToMiB, Lo
He3anexHo BUbUpatoTb 3 rPynu, sika MiCTUTb KUCEHb, CipKy, a30T i NR9, ne R%e TaKkMM, K BU3HaA4YeHO BULLE;

e 3ragaHi R10 ankineHi, ankokcW, UWKMoarnkinbHi, UWKNOanKeHinbHi, apwunbHi, OGiunknoankinbHi i
reTepoLmKninbHi rpynu €, HeoBOoB 'A3KOBO, 3aMilLleHMM Bif OQHOMO A0 TPbOX 3aMiCHUKaMU, Lo HesarnekHo BubupatoTb 3
ranoreHy, uiaHo, kapbokcu, amiHo, HiTpo, rigpoken, (C4-Cglankin(C,-Cg)ankokcn, (Cs-C7)umknoankiny,
rigpokci(C 1-Cg)ankiny, rigpokci(C4-Cg)ankinamiHo, (C4-Cg)ankokcu, andptopmeTtuny, TpudpTopMeTUNY, ANPTOPMETOKCH,
TpudptopmeTtoken, (C4-Cglauyuny, (C4-Cg)aymnamiHo, (Cq-Cglauyunokeu, (C4-Cg)ankinamiHo, ((Cq-Cg)ankin)samiHo,
amiHocynbgoHiny, (C-Cg)ankinamiHocynbdoHiny abo HacuveHoro abo HeHacuyeHoro umkniyHoro abo 6GiumknivyHoro
(C3-Co)reTepouunkny; Oe 3ragaHuii HacudeHWi abo HeHacuyeHur uuknivyHuA abo GiumknivyHmin (Cs-Cq)reTepoumkn
MICTUTb Bif OQHOMO OO YOTUPLOX FETEPOATOMIB, LU0 He3aneXHo BMOMpaloTb 3 KUCHK, CipKW, as3oTy i NR®, ne R® ¢
TakMM $IK BU3HAYeHO BULLE; Ae reTepouukn €, HeobOoB'A3KOBO, 3aMillleHWM Bid OOHOrO A0 TPbOX 3aMICHMKIB, LLO
HesanexHo BMOMpaloTb 3 ranoreHy, LiaHo, kapbokcu, amiHo, HiTpo, rigpoken, (C4-Cg)ankiny, rigpokci(Cq-Cg)ankiny,
(Cq-Cglankoken,  (Cq-Cg)ankintio,  gudptopmeTmny, TpudbTopmMeTUNY,  OUDPTOPMETOKCHU, TpudTOPMETOKCH,
(Cq1-Colauuny, (Cg-Cqplapuny, (C4-CglaumnamiHo, (Cq-Cglauunoken, (C4-Cg)ankinamiHo, ((C4-Cg)ankin),amiHo,
(C4-Cg)ankincynbdoHiny, amiHocynbdoHiny, (C4-CgankinamiHocynedoHiny, ((C4-Cg)ankin),amiHocynbdoHiny abo
(Cy-Cy)retepoapuny;

0e ankinbHi, ankokcm abo UMKMoankinbHi 3aMiCHUKM Ha 3ragaHux R10 ankinbHUX, arnkoKcKu, LMKIoankinbHMX,
LUUKNOoanKeHinsHUX, apunbHuX, GiLUKNoankinbHUX i reTepoLMKnivHmMX rpynax €, HeoboB A3KOBO, 3aMilieHMU Big, O4HOrO
OO TPbOX 3aMiCHWKaMK, LWO HesanexHo BubMpaloTe 3 ranoreHy, LUiaHo, kapbokcu, amiHo, HiTpo, TrigpoKcK,
(C4-Cg)ankiny, rigpokci(Cq-Cglankiny, (C41-Cg )ankokcu, (C4-Cglankintio, audtopmeTuny, TpudTOpMeTUNy,
andptopmeTtoken,  TpudTopmeToken,  (Cq-Cglaumny, (Cg-Cqplapuny, (Cq-Cglauynnamino,  (C4-Cg)ayurnokeu,
(C4-Cg)ankinamino, ((C4-Cg)ankin),amiHo, (C1-Cg)ankincynedoHiny, amiHocynbdoHiny, (C4-Cg)ankinamiHocyrnbdoHiny,
((C4-Cg)ankin)ramiHocynbdoHiny abo (Co-Cg)retepoapuny,

npu ymoBi, Wwo konu t € 0, R2 € BogHem, R' € deHinom aamileHnm MeTunoM, MeTokeu, xropom abo dtopom, i R®
€ (peHinoM, HeoBOB'SI3KOBO, 3aMillleHNM ofHMM abo ABoma aTomamu ¢Topy abo xnopy, Todi R ' noBuHeH 6ytn B
nogarsbLloMy 3amilleHM NpuHarMHi OgHUM AO04aTKOBUM 3aMiCHUKOM, 3rafaHnM BuLLe, WO He € METUSIOM, METOKCH abo
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raroreHom;
npu ymoBi, wo konu t € 1, cnonyka cdopmynu (l) € N-okcngom;
npw YMOBI, LLO CYCigHI NONOXeHHs, no3HadveHi sk G, J, K i L, He MOXyTb 03Ha4aTu KUCEHb;
npu ymoBi, Wwo korv t € 0, R2, R®, R7 i R® e BogHsmu, i R! € cbeHinom, HeoboB'S3koBO, 3aMillleHMM ofHUM abo

ABOMa 3aMicHMKoM(amu), Lo BubupalTs 3 (Cq-Culankiny, (Cq-Cslarnkokcu i raroreHy, korm R® He e
6iynkno[2.2.1]renT-2-nomM abo rpynoo hopmMynu:
1t !
R12
RIS R13
R14
B SAKilA:

1) R'2 ¢ BogHeM, dTOPOM, XIOPOM, METOKCU, TpUTOPMETUNOM, LiaHo, kapboken, (C4-Cg)aumnoken,
meTunkapbamoinom abo anmeTunkapbamoinom; R'® € BogHem, dTopom abo xnopom; i R, R* i R'® ¢ BogHsamu; abo

2) R'" € meToken abo cTopom i R'2 - R'5 € BogHsimu; abo

3)R"® e metoken i R, R'2, R"* i RS € BogHsimu; abo

4)R" -R'iR'5 ¢ BogHamu i R'* € ranorerom, TpudbtopmeTunom, (C4-Cs)ankinom abo kapboeTokeu;

npu ymoBi, Wwo konm t € 0, RZ, R® i R8 ¢ BogHamu, R7 e metunom; i R! e cpeHinom, HeoBOB'S3KOBO, 3aMilLeHUM
ogHWM abo ABoma 3amicHukoM(amu), Wwo BubupatoTe 3 (C4-Cy)ankiny, (C1-C4)ankoken i ranoreHy, Toai R5 He e rpynoto
dopmynu:

11 !

12

R R

15 13

R14

B skii R'"" - R"® i R1® ¢ BogHamu i R'* € ranoreHom, TpudptopmeTuriom, (C4-Cz)ankinom abo kapGoeTokeu;
i, npu ymosi, Wwo konm t € 0, RZ ¢ metunom, R®, R7 i R® ¢ BogHamu, i R ' e deninom, Toai R® He €
6iynkno[2.2.1]renT-2-unom abo rpyno hopmMynu:

R

11 '

R12

~

R13

R14
B akii R, R i R'® ¢ Bognamn; R12 € BogHem, dTopom, XIIOpoM, METOKCH, TPUTOPMETUIOM, LiaHo, kapBokeu,
(C4-Cy)aumnokeu, meTunkapbamoinom abo aumeTtunkap6amoinom; i R'® e BogHem, dhTopom abo xmopom.
2. Cnonyka 3rigHo 3 nyHkTom 1, B sikil R € (C4-C1p)apurnom samilieHnm rigpokci(C,-Cg)ankinom.
3. Cnonyka 3rigHo 3 NyHKTOM 1, o BMOUpatoTb 3 rpynu sika MiCTUTb
2-(4-pTopdeHokemn)-N-TiopeH-2-inmeTunHikoTuHamig,
2-(4-propdeHokemn)-N-pypaH-2-inmeTUnHikoTuHamig,
(R)(-)2-(4-pTopdeHoken)-N-[1-(4-MmeToKCUdeHIN)eTUrHikoTuHamiIg,
(8)(+)2-(4-bTopdeHoken)-N-[1-(4-MmeTokcUdeHIn)eTunHikoTuHamig,
N-(2-xnop-6-dpTopbeHann)-2-(4-cbTopdeHoKCH)HIKOTUHAaMIL,
(8)(-)2-(4-pTOopdheHokecn)-N-(1-TiodbeH-2-ineTnn)HikoTuHamia,
(R)(+)2-(4-pTopdeHokecn)-N-(1-TiopeH-2-ineTun)HikoTuHamig,
N-[1-(5-xnopTiodeH-2-in)eTnn]-2-(4-bTopdeHoKCn)HIKoTMHaMIA,
N-(2-xnop6eH3nn)-2-(nipnamnH-3-inokcn)HikoTHamig,
N-(4-meTnnbeH3nn)-2-(NipnanH-3-inokcn)HikoTuHamig,
N-[1-(5-xnopTiodeH-2-in)eTnn]-2-(NipnanH-3-irokcu)HiKoTUHaMIg,
N-cbypaH-2-inmeTnn-2-(NipngaunH-3-iriokcn)HikoTMHaMiA,
N-(5-xnopTtiodeH-2-inmeTun)-2-(NipnanH-3-inokcn)HikoTuHamMiIg,
N-[1-(5-meTunTioheH-2-in)eTun]-2-(nipuanH-3-iNoKCn)HikoTUHaMIA,
N-(5-meTunTiodpeH-2-inmeTnn)-2-(NipnanH-3-iNoKCn)HikoTUHamIg,
N-(5-meTundypaH-2-inmeTun)-2-(NipuanH-3-iNoKCn)HikoTUHaMIA,
N-(3-meTunTiodeH-2-inmeTnn)-2-(nipnanH-3-inokcn)HikoTuHamig,
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N-(4-xnopTtiodeH-2-inmeTnn)-2-(nipnanH-3-inokcn)HikoTuHamig,
N-(5-xnopdypaH-2-inmeTun)-2-(nipnanH-3-inokcm)HikoTuHamig,
2-(nipnann-3-inokcn)-N-Tiason-2-inMeTun-HikoTuHamig,
N-(2-cpTopbeH3nn)-2-(NipuanH-3-inokcn)HIkoTUHaMIg,
N-(4-cpTopbeHann)-2-(nipuanH-3-inokcn)HikoTuHamig,
N-(4-meTokcnbeHann)-2-(nipnaunH-3-inokcu)HikoTuHamig,
N-(2-xnop6eH3nn)-2-(nipnamnH-3-inokcn)HikoTHamig,
N-(5-cbTopTiodeH-2-inmeTnn)-2-(NipnanH-3-iNoKCn)HikoTuHamig,
N-[5-(1-rinppokcun-1-meTuneTun)TiodeH-2-inMeTun]-2-(NipuanH-3-iNoKCU)HiKoTUHaMIA,
N-[4-(1-rinpokcn-1-meTuneTun)beHann]-2-(nipnanH-3-inoKcn)HikoTmHamig,
N-[3-xnop-4-(1-rinpokcu-1-meTuneTun)oeHann]-2-(nipnanH-3-inokcn)HikoTHamig,
N-[2-xnop-4-(1-rigpokcn-1-meTuneTn)oeHann]-2-(nipnanH-3-inokcn)HikoTHamig,
N-[3-xnop-5-(1-rigpokcn-1-meTuneTun)TiodheH-2-inmeTnn]-2-(NipuanH-3-inokcn)HiKoTUHamiIg,
(R)(5) i (S)(+)-2-(nipnanH-3-inoken)-N-(1-TiobeH-2-ineTun)HikoTuHamig,
2-(5-xnopnipnamnH-3-inokcn)-N-(4-meTunbeHann)HikoTUHamig,
2-(5-xnopnipngunH-3-inokcun)-N-[1-(5-xnopTiodeH-2-in)eTnn]HikoTHamig,
2-(5-xnopnipngunH-3-inokcn)-N-[1-(5-meTunTtiodeH-2-in)eTunHikoTuHamig,
2-(5-xnopnipngunH-3-inokecun)-N-(5-xnoptiodeH-2-inMeTun)HikoTuHamig,
2-(5-xnopnipngunH-3-inokeun)-N-(5-meTuntiodeH-2-inmeTun)HikoTuHamIg,
2-(5-xnopnipngunH-3-inokcun)-N-(5-meTundypaH-2-inMeTun)HikoTuHamig,
2-(5-xnopnipngunH-3-inokcun)-N-(3-meTunTiodeH-2-inMmeTun)HikoTuHamiIg,
2-(5-xnopnipngunH-3-inokcn)-N-(4-xnopTiodeH-2-inMeTun)HikoTuHamig,
N-(5-xnop-dypaH-2-inmeTnn)-2-(5-xnopnipuamnH-3-inokcn)HikoTuHamig,
2-(5-xnopnipngunH-3-inokcun)-N-unknorekcunMeTunHikoTUHamig,
2-(5-xnopnipnamnH-3-inokcun)-N-[4-(1-rigpokcn-1-meTuneTun)beH3nn]HikoTuHamig,

N-[3-xrop-5-(1-rigpokcn-1-meTmuneTun)TiodheH-2-inmeTnn]-2-(5-xnopnipnanH-3-inokcn)HikoTuHamig,

N-(5-xnopTtiodeH-2-inmeTnn)-2-(4-pTopdeHoKcn)HikoTMHamIg,
N-(4-xnopTiodeH-2-inmeTunn)-2-(4-pTopdeHoKCn)HIKoTMHamIg,
N-(5-xnopdypaH-2-inmeTun)-2-(4-bTopdeHoKcn)HikoTMHamIg,
N-(2,3-gnpTop6eHaunn)-2-(4-hTopdheHOKCU)HIKOTUHaMIA,
N-(3,5-gndpTopbeH3nn)-2-(4-hbTopdheHOKCU)HIKOTUHaMIA,
2-(4-pTopdeHokem)-N-(2,4,6-TpndpTopOGeH3nM)HIKOTUHaMIA,
N-(3,4-gnxnoptiodeH-2-inmeTnn)-2-(4-chbTopdeHoKCH)HikoTUHaMIg,
N-(3-xnopTtiodeH-2-inmeTnn)-2-(4-pTopdeHoKcn)HikoTMHamIg,
2-(4-pTopdeHokem)-N-[4-(1-rippoken-1-meTuneTn)beHann]HikoTuHamig,
2-(4-propdeHoken)-N-[5-(1-rigpoken-1-metuneTnn)dypaH-2-inMeTun]HikoTMHamia,
N-[5-(1-eTun-1-rigpokcunponin)tiopeH-2-inmeTnn]-2-(4-dbTopdheHOKCU)HIKOTUHaMII,
N-[4-xnop-5-(1-rigpokcn-1-meTuneTun)TiodheH-2-inmeTnn]-2-(4-pTopdeHoKcn))HikoTMHamIg,
N-[1-(4-6pomdpeHin)eTun] -2-(4-pTopdheHOKCU)HIKOTMHAMIL,
N-[3-xnop-5-(1-rigpokcn-1-meTuneTun)TiodheH-2-inmeTunn]-2-(4-propdeHoKcn)HikoTMHamIg,
N-[2-xnop-4-(1-rippokcn-1-meTuneTnn)beHann]-2-(4-bTopdheHOKCH)HIKOTUHaMIA,
N-(4,5-gnxnopTtiodeH-2-inmeTunn)-2-(4-pTopdeHoKCn)HiKoTMHaMIA,
N-(3,5-gnxnopTtioden-2-inmeTunn)-2-(4-bTopdeHoKCn)HikoTMHamia,
2-(5-xnopnipngunH-3-inokcun)-N-umknonponinMeTuHiKoTUHamIg,
2-(3-yiaHo-4-bTopdheHoken)-N-[2-cbTop-4-(1-rigpokcn-1-meTuneTnn)beH3nn]HikoTUHaMIg,
N-[4-(1-rippokcn-1-meTuneTnn)beHann]-2-(3-HiTpodeHoKcn)HikoTuHaMmIg,
N-(5-xnopTtiodeH-2-inmeTnn)-2-(3-HiTpodeHOKCH)HIKOTUHaMIg,
N-(2-xnop6eH3nn)-2-(3-LiaHoheHOKCH ) HIKOTUHaMIA,
N-(5-xnopTtiodeH-2-inmeTnn)-2-(3-uiaHopeHOKCU)HIKOTUHaMIA,
(3-yiaHoeHoken)-N-[4-(1-rigpokcn-1-meTuneTnn)6eH3nNHikoTUHaMIg,
N-[3-xrop-5-(1-rigpokcun-1-meTuneTun)TiodeH-2-inmeTnn]-2-(3-uiaHopeHOKCU)HIKOTUHaMIA,
N-[2-xnop-4-(1-rigpokcn-1-meTuneTnn)oeHann]-2-(3-uiaHoeHoKCH ) HIKOTUHaMIA,
N-(2-xnop6eH3nn)-2-(3-anmMeTrnnamMiHopeHOKCH ) HIKOTUHaMIG,
N-(2-xnop6eH3ann)-2-(4-LiaHoheHOKCH ) HIKOTUHaMIA,
2-(4-yiaHodbeHokcn)-N-[4-(1-rigpokcn-1-meTnneTnn)oeH3nnHikoTMHaMmIg,
N-(4-amiHoGeH3MN)-2-(4-pTOPEHOKCH)HIKOTUHAMIA,
2-(3-ayeTunamiHodpeHoken)-N-(2-xrnop6eHsunn)HikoTuHamig,
2-(3-ayeTnnamiHodpeHoken)-N-[4-(1-rigpokcn-1-meTuneTun)beH3nsn]HikoTMHamig,
N-(2-xnop6eHann)-2-[3-(3-HadTaniH-1-inypeino)heHokcn]HiKoTMHaMIg,
(-)-N-[1-(5-xnopTiodeH-2-in)eTun]-2-(4-pTopdeHOKCH )HIKOTUHaMIg,
(+)-N-[1-(5-xnopTiodeH-2-in)eTnn]-2-(4-bTOpdPeHOKCU)HIKOTMHaMIA,
2-(3-amiHodpeHokeK)-N-(2-xrnop6eH3nn)HikoTUHaMmIg,

(=) i (+)-N-[1-(5-xnopTiodheH-2-in)eTnn]-2-(NipnanH-3-inokcn)HikoTuHamig,

(=) i (+)-2-(5-xnopnipuanH-3-inokcn)-N-[1-(5-xnopTiodeH-2-in)eTun]HikoTuHamig,
N-(2-xnop6eHann)-2-(1H-iHgon-4-inokcn)HikoTnHamig,
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N-(5-xnopTtiodeH-2-inmeTun)-2-(1H-iHgon-4-inokcu)HikoTHamig,
N-[5-(1-rigppokcu-eTun)tiodpeH-2-inmetnn]-2-(NipnanH-3-inokcn)HikoTHamig,
N-nipngnh-2-inmeTun-2-(NipuanH-3-iNnokCu)HikoTUHaMIg,
N-[4-(1-rippokcn-1-meTunetun)beHann]-2-(3-TpuhTopMeTUNHEHOKCU)HIKOTUHAMIA,
N-(2-xnop6eHann)-2-(3-TpuhTopMeTUNHEHOKCU)HIKOTMHAMIS,
2-(2-xnopdeHin)-N-[2-(nipuguH-3-inokcn)nipnagnn-3-injadetamia,
2-(3-xnopdpeHokcn)-N-[4-(1-rigpokcn-1-MeTnneTun)oeH3nnHiKkoTMHaMmIg,
N-(3,4-gurigpo-2H-nipaH-2-inmeTunn)-2-(4-bTopdeHOKCU)HIKOTUHaMIA,
N-[4-(1-rippokcun-1-MeTuneTnn)yMKrorekeunmeTnn]-2-(3-MmeTokcMeHOKCU)HIKOTUHaMIg,
2-(3-xropdpeHoken)-N-[4-(1-rigpokeu-1-MeTnneTun)MKNorekCunmeTun]HikoTuHamig,
N-[4-(1-rinpokcn-1-meTuneTun)beHann]-2-(3-MeToKCUDEHOKCU)HIKOTUHAMIO
2-(3-pTopdheHokem)-N-[4-(1-rippokecn-1-meTuneTn)beHann]HikoTuHamig,

(+) i (-)-N-[5-(1-rinpokcieTun)TiodheH-2-inmeTun]-2-(nipuanH-3-iNoKCU)HiKoTUHaMIA,
[4-(1-rinpokeu-1-meTuneTun)beHann]-2-(3-MmeTaHCyMbOHINGEHOKCH ) HIKOTUHaMIA,
N-nipngnn-4-inmeTun-2-(nipuanH-3-inokcn)HikoTuHamiIg,
2-(4-propdeHoken)-N-(5-meTnnnipasnH-2-inMeTun)HikoTMHamig,
2-(3-uyiaHodeHokcn)-N-[4-(1-rippokcn-1-MeTnneTMn)UnKNorekcunmeTun]HikoTuHamig,
2-(3-uyiaHodeHoken)-N-(5-meTmnnipasnH-2-inveTnn)HikoTuHamig,
2-(3-auetundeHokcn)-N-nipuanH-4-inMeTUNHikoTUHamMmIg,
2-(3-ayetundgeHoken)-N-[4-(1-rigpokcn-1-meTuneTnn)6eH3nnHikoTuHamig,
2-(3-auetundgeHokcn)-N-(2-xrnopbeHann)HikoTuHaMIg,
2-(3-aueTnndeHoken)-N-[4-(1-rigpokcieTnn)oeH3nnHikoTMHaMIg,
2-[3-(1-rigpokcun-1-metunetun)dperHoken]-N-nipnanH-4-inMeTUnHiKoTUHaMIA,
N-(2-xnop6eHann)-2-[3-(1-rigpokcn-1-meTuneTnn)peHoKkcu]HikoTUHamig,
N-[4-(1-rinppokcn-1-meTunetun)beHann]-2-[3-(1-rippokcn-1-meTuneTun)heHoKCU JHIKoTUHaMIL,
N-[4-(1-rippokcn-1-meTuneTnn)beHann]-2-(3-TpuhTOPMETOKCUPEHOKCH ) HIKOTUHAMIL,
2-(2,4-pndptopcheHokcn)-N-[4-(1-rigpokcn-1-meTnneTnn)oeH3nnHikoTuHaMIg,
2-(3,4-gndptopdeHokcn)-N-[4-(1-rigpokcn-1-meTnneTnn)oeH3nnHikoTuHamig,
N-[2-xnop-4-(1-rinpokcu-1-meTunetun)oeHann]-2-(3,4-gudTopdeHoKCH ) HiKoTuHaMIg,
2-(3-ayeTundgerokcn)-N-[2-xrop-4-(1-rigpokcn-1-MmeTuneTnn)6eH3nnHikoTUHaMiIg,
2-(4-auetnndgeHoken)-N-[4-(1-rigpokcn-1-meTuneTnn)6eH3nnHikoTUHaMIg,
2-(3-ayetundgeroken)-N-[2-cbTop-4-(1-rigpokcn-1-MeTnneTnn)oeH3nn]HikoTMHamIg,
2-(3,5-gudpropderokcn)-N-[4-(1-rigpokcn-1-meTnneTnn)beHsnnHikoTuHamig,
TpaHc-2-(2,4-audbtopdheHoken)-N-[4-(1-rigpokcn-1-MeTuneTun)UnKnoreKCuIMeTun]-HikoTuHamig,
TpaHc-2-(3,4-audbtopdeHoken)-N-[4-(1-rigpokcn-1-MeTUNeTUn)UnKoreKCuIMeTun]-HikoTuHamig,
2-(3-auetundeHokcn)-N-[4-(1-rippokcn-1-MeTnneTun)ynKnorekcunmeTun]HikoTuHamig,
2-(3-yiaHo-4-bTopdpeHoken)-N-[4-(1-rigpoken-1-MeTnneTun)oeH3nn]HikoTMHamig,
N-[2-xnop-4-(1-rinpokcu-1-meTunetnn)oeHann]-2-(3-uiaHo-4-hTopdeHOKCH ) HIKOTUHaMIA,
2-(4-propdeHokemn)-N-[4-(1-rigpokcn-1-MmeTnneTnn)YMKNoreKCUnMeTUI HiKoTUHamMmIg,
N-[[4-(anmeTunamiHo)derin)meTnn]-2-(4-pTopheHoken)-3-nipnanHkapbokcamig,
N-(2-xnop6eH3nn)-2-(3-MeToKkcnheHOKCN)HIKOTMHaMIA,
N-[4-(1-rippokcu-1-meTuneTun)benann]-2-(1-okcoiHaaH-4-inokcn)HikoTMHamig,
2-(4-pTopdpeHokem)-N-[4-(1-rippokcieTnn)6eHann]HikoTUHamig,
2-(3-gnmeTunkapbamoindgeHokemn)-N-[4-(1-rippokcn-1-meTnneTun)beHann]HikoTuHamig,
2-(6eH30[1,3]niokcon-5-inokemn)-N-[4-(1-rippokcn-1-meTuneTnn)beHsnn]HikoTuHamig,
2-(4-pTopdeHokeun)-N-[4-(1-rigpoken-1-meTnneTnn)umukrnorekc-1-eHinMeTUN HiKoTUHaMiIg,
N-(4-(1-rigpokcun-1-meTuneTnn)oeHann)-2-(3-okcoiHaaH-5-inoken)HikoTuHamig,
N-(4-(1-rigpokcun-1-meTuneTnn)6eH3nn)-2-(2-MeTnnoeH30Tiason-5-inokcn)HIkoTUHaMIg,
N-(4-(1-rigpokcun-1-meTnneTnn)6eH3nn)-2-(2-MeTnnoeH30Tia3on-6-inoKCH)HIKOTUHaMIA,
2-(6eHzoTiason-6-inoken)-N-(4-(1-rigpokcn-1-MeTnneTun)oeH3nn)HikoTuHamig,
2-(6eHzookcason-6-inoken)-N-(4-(1-rigppokcn-1-meTuneTun)beH3nn)HikoTuHamig,
2-(3-ayetun-4-xnopgperHoken)-N-(4-(1-rigpokcn-1-meTuneTun)oeHann)HikoTuHamig,
N-(4-(1-rigpokcun-1-meTnneTnn)oeHsnn)-2-(3-meTnnbeHso(d)isokcason-7-inoKkcn)HIkoTUHaMIg,
2-(3-auetnn-5-xnopgperHokcn)-N-(4-(1-rigpokcn-1-MeTuneTun)oeH3nn)HikoTUHaMIg,

(8 -(-) i (R)-(+) -2-(3-ayeTtundbeHokcn)-N-(4-(1-rigpokcieTnn)beHsnn)HikoTnHamig,
2-(3-auetunn-5-xnopdeHokcn)-N-(TpaHc-4-(1-rigpokcn-1-MeTUNeTUN)LNKIOreKCUIMeTUN)HIKOTUHaMIg,
2-(3-auetnn-4-xnopdpeHokcn)-N-(TpaHc-4-(1-rigpokcn-1-MeTUNeTUN)LUKIOreKCUITMeTU)HIKOTUHaMIg,
(8)-(-) i (R)-(-)-2-(3-aueTtundpeHokcn)-N-(TpaHc-4-(1-rigpoKcieTUN)UNKNorekCMnmeTun)-HikoTuHamig,
2-(3-aueTnndgeHoken)-N-(2-cbtop-4-(1-rigpokcn-1-meTuneTnn)6eH3nn)HikoTMHamiIg,
2-(3-auetnn-5-xnopderokcn)-N-(2-xnop-4-(1-rippokcu-1-mMeTnneTun)beHann)HikoTuHamig,
2-(3-ayetun-4-xnopderHoken)-N-(2-xnop-4-(1-rigpokcu-1-MeTuneTun)beHann)HikoTuHamig,
N-(4-(1-rigpokcun-1-meTuneTun)ymKnorekennmeTun)-2-(3-metundeHso(d)izokcason-5-inokcn)HikoTuHamig,
N-(4-(1-rigpokcun-1-meTnneTnn)oeHsnn)-2-(3-meTnndeHso(d)isokcason-5-inokcn)HikoTuHamig,
N-(4-(1-rigpokcun-1-meTuneTun)ymkrorekemnmeTnn)-2-(3-metundeHso(d)izokcason-7-inokcn)HikoTuHamig,
N-[4-(1-rippokcn-1-MeTUNeTu)UMKIoreKennmeTnn]-2-(3-HiTpodeHOoKCH ) HIkoTUHaMIA,
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(+)-2-(6eHz0[1,3]giokcon-5-inokem)-N-[4-(1-rippokcieTun)unKnorekcunMeTun]-HikoTuHamia,

(=) i (+)-2-(3-uiaHo-4-bTOopdheHokcn)-N-[4-(1-rigpoKkcieTnn)yMKnorekcunmeTun]-HikoTuHamig,

2-(3-uyiaHo-4-pTopheHokcn)-N-[4-(1-rigpokcn-1-MeTUNeTUN) LMKIorekeunMeTus]-HikoTuHamig,

2-(2,3-gurinpo6er3o[1,4]aiokcnH-6-inokemn)-N-[4-(1-rinppoken-1-meTuneTun)beHann]-HikoTuHamig,

(+)-2-(2,3-purinpoberso[1,4]aiokcnH-6-inokemn)-N-[4-(1-rigpokcieTnn)-LKnorekeMnMeTUn]HikoTUHaMmig,

(-)-2-(2,3-gurinpo6eH3o[1,4]aiokcnH-6-inoken)-N-[4-(1-rigpokcieTun) ymKnorekcnMeTun]HikoTuHamig,

2-(2,3-gurinpo6erso[1,4]aiokcnH-6-inokcun)-N-[4-(1-rigpokcn-1-MeTUNETUN ) UMKIOreKCUIMETUI]HIKOTUHaMIA,

2-(6eH30[1,3]niokcon-5-inokemn)-N-[2-dpTop-4-(1-rigpokcn-1-meTuneTnn)oeH3nn]HikoTuHamig,

N-[2-cbTop-4-(1-rigpokcn-1-meTuneTnn)oeH3nn]-2-(4-pTopdeHoKCN)HIKOTMHaMIA,.

4. Cnonyka 3rigHo 3 nyHkToM 1, sika € 2-(4-cbTopdpeHokecn)-N-[4-(1-rigpoken-1-MeTnneTun)oeH3nn]HikoTMHamigom.

5. Cnonyka 3rigHo 3 nyHKToM 1, sika € (S)-(+)-2-(4-bTopdheHokcn)-N-[1-(4-MmeToKkCUdeHIN)eTun]HIKOTMHaMIgOM.

6. Cnonyka 3rigHo 3 NyHkToM 1, sika € 2-(4-cpbTopdeHoken)-N-(2,4,6-TpnTopOeH3NN)HIKOTUHAMIOOM.

7. Cnonyka 3rigHo 3 nyHkToM 1, aka € 2-(4-cbTopdeHoken)-N-(1H-iHgon-5-inmeTun)HikoTuHamigom.

8. dapmaneBTMYHaA KOMMNO3WLiA ONs nikyBaHHA abo nonepemXeHHs pecnipaTopHUX, anepriniHnx, peBmMaToigHUX
po3nagiB, 3ananeHHs, poanagiB LeHTpanbHOI HEPBOBOI CUCTEMW i perynioBaHHA Bark Tina y ccaBusi, BKMOYalun
NOOUHY, WO MICTUTE ePeKTUBHY AN Takoro nonepemkeHHs abo nikyBaHHS KinbKiCTb CMOMyKW 3rigHo 3 Oyab-akuM 3
nyHKTiB 1-7 abo 1i hapmMaLeBTUHHO NPUIAHATHY CiNnb | (hapMaLeBTUYHO NPUIAHATHUIA HOCIR.

9. ®apmMaueBTUYHA KOMMO3ULA Ansi CEeNneKTUBHOrO iHribyBaHHs isoeHaumie PDE4D, aki perynioioTb akTusauito i
AerpaHynsuilo eo3nHodiny nNoAMHN, KopucHa AN nikyBaHHA abo nonepemeHHs pecnipaTopHWX, aneprinHux,
peBMAaTOIgHMX po3napiB, 3ananeHHs, po3nagiB LeHTpanbHOi HEPBOBOI CUCTEMU | perynioBaHHA Barn Tina y ccaBus,
BKIHOYAOYM NIOANHY, WO MICTUTb CMOMYKY 3rigHO 3 Oyab-skMM 3 NyHKTIB 1-7 abo ii papmaleBTUYHO NPURHATHY Cirb,
sKa iHribye isoeHanm PDE4D, B KinbKoCTi, ehbeKTMBHIN Ans Takoro iHribyBaHHS, i hapMaLeBTUYHO NPUAHATHUIA HOCIK.

10. Cnoci6 nikyBaHHs pecnipaToOpHWUX, aneprinHuX, peBMaTOIgHUX PO3rafiB, 3anarneHHs, posnagiB LeHTparbHol
HepBOBO| CUCTEMU | perynoBaHHA Bary Tina y ccaBus, BKMOYaloYM NIOAMHY, B SKOMY BBOASATb 3rafaHoMy cCaBLEBI
cnonyky 3arigHo 3 Oyab-AkMM 3 nyHKTiB 1-7 abo i papmMaueBTUYHO NPUIAHATHY Cinb, B KINbKOCTI, edeKTUBHIN Ana
TaKoro NikyBaHHs.

11. Cnoci6 cenekTuBHOrO iHribyBaHHs isoeHanmie PDE4D, aki peryntotoTb akTMBaLilo i AerpaHynsuiroeosnHodiny
JOAWMHW | BUKOPUCTOBYETHCA MpW MikyBaHHI abo nonepemkeHHi pecnipaTopHUX, aneprinHnx, peeBMaToigHUX posnagis,
3anarneHHsi, poanagiB LeHTpanbHOT HepBOBOI CUCTEMW | pPerynioBaHHs Baru Tina y ccaBusl, BKIOYaOYU NOAUHY, B
AKOMY BBOAATb 3rafjaHOMy cCaBLEBi CMoOnyKy 3rigHo 3 Oyab-skuM 3 NyHKTIB 1-7 abo i dhapmalyeBTUHYHO NPUAHATHY
Cinb, B KiNbKOCTi, epeKTUBHIN AN TaKOro iHriGyBaHHS.

12. 3acTocyBaHHA NOXigHOT HiKOTUHaMIgy 3aranbHoi chopmynu (1):

R O

(] i
R
o
R
R
©), °
abo il hapmaLeBTMHHO NPUAHATHOI coni, B AKIR:

teO;
R® R8iR2 e BogHAMU;
R7 € BogHeM abo MeTUMOM;

R' € deHinom, HeoBos'A3koBO, 3aMilleHMM ofHUM abo ABoMa 3amicHukoMm(amu), Wwo BubnpatoTb 3 (C 4-Cy)ankiny,
(C4-Cy)ankokew i ranoreny; i

R5 e rpynoto dopmynu:
11 !

R,

R

15 13

R14

B akii R, R'2, R13 i RS ¢ BogHamu i R BuBupaiots 3 ranoreny, (C4-Cs)ankiny, Tpudtopmetnny i kapboetokcu,
SK MeOVKaMEHTY.

OgiyinHMi GloneteHb "MpomucnoaBa BnacHicTe”. KHura 1 "BuHaxogm, kopucHi mogeni, Tonorpadii iHTerpansHmux
MikpocxeM", 2004, N 7, 15.07.2004. [depxaBHUA OenapTaMeHT iHTenekTyanbHoi BnacHocTi MiHicTepctBa ocBith i
HayKkn YKpaiHu.
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