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MaobpeTeHne  CTHOCKMTCA K HOBbIM
TpYascnunaamMeleHHbIM  TRETUYHOIO  aMMHa

chopmMynel |, rae A - npocTagd cBA3L UM HX3LWasa
ankuneHosas rpynna; B - HM3LWKWA ank1n, rpynna
(a), HachTUn, nNUPMAMN, TUESHWN, TUA30NW,
BeHaoTprasonun, xXuHonun, ©GeHaodypasaHMn
unM BeH3oTMa3oNun, BO3MOMHO 3amelleHHbIe
ranoreHoMm nnu ankunom; D - konbuo rpynna (6)
unK  BeHsodpypaszaHun, E - Konblyo -
4H-1,2,4-Tpuasonun vnu

1H-1,2,4-tpwasonun;  R1  _  H  ranoren,
LuaHo-, HuTporpynna, CFiz, HW3LWWA ankun unu
ankokey; R? - Bomopog wnm ranored; RS-
ranoreH, Ly1aHo-, HUTpo-, CF3 Un aMuHorpynna,

npW yCcrnoBuK, 4TC ecnn oba R' 1 R? aenstoTcs
artomamu xnopa, To A - meTuneH. CoeguHeHne |
WNW ero cofb MNPOSBMSAT  WHIMOWUPYIOLLYHD
apoMarasy aKTMBHOCTL. 3 ¢. M 5 a.n.db-nol, 5
Tabn.
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(57) Abstract:
FIELD: organic chemistry, pharmacy.

SUBSTANCE: invention relates 1o new
triazolyl-substituted compounds of tertiary

amine of the formula h

where A - a
@N—Hi':@ €I>

h=—B

simple bond; B - lower alkyl, group (a)

L naphthyl, pyridyl, thienyl,
14
z

Cad

thiazalyl, benzotriazolyl, quinolyl,

benzofurazanyl or benzothiazolyl that can be

substituted with halogen or alkyl, D - a

ring group (b) a or
— \ ,. »—F

4]
benzofurazanyl, E - a ring
4H-1,2 4-triazolyl or 1H-1,2,4-triazolyl, =
H, halogen, cyano-, nitro-group, CFg3, lower
alkyl or alkoxy; RZ - is hydrogen or halogen;
R 3 - - halogen, cyano-, nitro-group, CFy or
amino-group at condition that if both R! and
R2 are chlorine atom then A - methylene
group. Compound (I) or its salt exhibits
activity inhibiting aromatase. EFFECT:. new
compounds indicated above, improved method
of synthesis. 8 cl, 19 ex
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Hacrosuwee w3obpeTeHMe OTHocUTCH K
HOBEIM  TpWasonunaamelleHHEIM  TPEeTUYHLIM
AMUHHBIM coeUHEeHUaM, obnagatoum
WHrOKWpyloWeld apomartasy aKTMBHCOCTBIO W
nonesHbIM B KadecTBe MedWUMHCKUX CPeacTs.

MaBgecTHo, 4TtOo  depmMeHT  apomartasa
NpUHKUMaET yyacTmne B OCYLLEeCTBNEHWN
nocnedHel ctaguy nMyTU BHUOCUHTE3a SCTporeHa
B MUBOM OpraHuame. ApomaTasa apoMaTtvaupyeT
A UMKN cTepouda, WCIonb3ys B KadecTBe
cyBecTparta aHaporeH ¢ NonyyYeHWeM acTporeHa.
MostoMmy nyTem WHIMBMPOBAHUS aKTMBHOGTM
3TOro hepMeHTa BO3MOXKHO NpedoTBpalleHUe K
neveHWe paa3nuyHLIX 3a00neBaHWA, BLI3BAHHLIX
acTporeHoM kak o6ocTpAlWUM hakTOpoM.

Ha  sToMm OCHOBRAHWI paHee  6bINO
NpPeanoXeHo HECKOMbLKO CoeanHEHWA,
WHrMBUpYIOLWMX apomaTtasy. B KauyecTBe WX
TUMUYHOMO  MPUMepa  MOXHO  YNOMAHYTb
MMKUOA30MNUN- unm TpMasonun- unu
nMpuannsamelleHHble MeTUMbHblE coeauHeHNs
(EBponenckne nateHThl laid-open NN 236,940 u
293,978).

OaHake coefMHeHUs, NPeaycMOTpPeHHbIe
HacToAwmUM  K3oBpeTeHreM, OnpefeneHHo
OTNMYAINTCH OT W3BECTHbIX COedMHEHWH no
cBoei CTPYyKTYpe TEM, yTC UMEIOT
TpUa3onNUM3aMeLleHHY TPeTUYHYI0
amuHorpynny. Takve coenHEeHWsl, MMeloLime
TPUASONUN3aMELEHHYD TPETUYHYIO
amuHorpynny, He  ©ObinkM  NofydYeHbl A0
HACTOALWErD BpeMeHW. B 4acTHOCTKU, He GhIno
W3BECTHO HW oOgHoro adpchekTUBHOro cnocoba

npamoro anknnMpoBaHuA, 0cobeHHo
apunupoBaHKMA, KOHLLeBOI7I aMHUHOrpynnel
Tprazonuna.

CornacHo  Hactosillemy  m3oBpeTeHno,
npednoXeHbl HOBblE TPUA3ONAMNIAMELLEHHbIE
COEWHEHUs TPETWYHOIO amMuHa, KOTopble
OTNUYaKTCH NO CTPYKTYpe OT MobbiX paHee
W3BECTHBIX COSOWHEHWH, U ONTUMAanbHbIR ¢nocob
ux nonydveHus. Bonee Torc, ofHapyxeHo, 4To
YKkasaHHbIE HOBbLIE COeAMHeHWs obnajawT
BbICOKOHW  AKTUBHOCTLIO WHrMBMpoBaHNA
apomMaTtasbl. Ha OCHOBaHWM STUX HaxogoK W
Oblno COBepLUeHO HacToslWee |/|306peTeH|/|e.

CornacHo OaHHOMY naobpeTeHuo,
npednoxeHo Tprasonnn3amelleHHoe
COSOWHEHWE  TPETMYHOTO  aMuHa  obLed

chopmynsl (1):
O ,

—H/ (I>
En—

A=—B

B KoTOpOWA A npepcraBnaetr cobor npocTyio
CBASb MM HUSLLYIO ankUMeHOBYIO TPynny;
B o©bosHa4aeT HM3WWA  ankun, rpynny
chopmMynsl - N . HadpTmn,
R .

Z

NMPMaNN, TUEHWN, TWa3onun, 6eHaoTpra3onun,
XuHonun, GeHsogypazaHnn N HGeHsoTWazonun,
BO3MOKHO 3aMelleHHble OOHUM unu
HECKOMBKAMIA aTOMaMM ranoreHa WM HW3LWnmMm
ankuneHLIMKA rpynnamm;

D «konbUyo npeactaenser cobol rpynny

chopmMynbl 2 nnu
— —R

DeHzohypaszaHun;

E konbuo obosHaqaeT 4H-1,2,4-TprasonbHyo
rpynny unn 1H-1,2 4-TprasonbHyo rpynny;

R ofoaHavaer artom BOOOPOAa, AaroM
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ranoreHa, LraHorpynny, HUTpOrpynny,
TPUPTOPMETAN, HUAWWA ankun WNK - HU3LWYIo
ankoKcurpynny;

R? oBcaHauaeT aToM BOAOPOAA UMK atoMm
ranoreHa;

R3 obosHavaeT aTtom ranoreHa,
LUaHorpynny, HATpOrpYnny, TpUhTOPMETUN Ui
aMUHOrpynny,

NpM  YCNoBWUKM, 4TO  ecnn  oba R' u
R?2 gaensorca  atoMamu xnopa, TO A
npeacTaBnser cobol meTuneH; wWnuM  ero
hapmauesTHYecKky npvemnemas conb.

MpeonoyTUTENnsHO coedmMHeHne dopmynsl (1)
WNK ero cone, B KOTOPOM B npegcraenget coboi
rpynny cpopmMynel L D konbuo

R
z

npegctaeBnaet coboid  rpynny  hopMynsl

3 . ocobeHHO, Korga R2 B Hewm
—_ R ;

ABMNseTcHd artoMoM Bogopoda; elwe ©Gonee

NpeanouTuTensHo, YTobul R' Aansnca aTomom
ranoreHa, LWaHOrpynmnoi WM HUTPOrpynmno,

a R3 ggnanca  umaHorpynnoit  unw
HWATPOrPYMNoA.

MpegnodyTuTEneH
4-[N-(4-6pombeHann)-N-(4-umnaHodeHnn)ammHo]-
4H-1,2,4-  Tpwason W ero cocnb W“
4-[N-(4-6pomBeH3unn)-N-(4-HUTpoheHun)amMuHo]-
4H-1,2,4-Tprazon wnn ero cofb.

CornacHo OaHHOMY W3oBpeTeHuo,
NpeanoxeHo ykasaHHoe BhIlLIE
TpuazonunaaMelleHHoe coefUHeHWe
TPETUYHOrO amMWHa, cooTBeTcTByloWee obulel
chopmyne (I), mnNK xe ero conbk B KadecTee
WHIMBKUTOpa apomaTtasbl.

MpenycMoTpeHHbIe HacToAWMUM
naobpeteHnem coeduHeHWss OyaoyT pganee
paccMmoTpeHbl 6onee nogpobHo. Menonbayemoe
3ectk NOoHATME  "HWBLWMWA"  COOTBETCTBYET
NMAHERHOR WNK  pa3BeTBMEHHCHA  YrMepodHor
Luenu, cogepxallen ot 1 go 6 atoMoB yrrepoaa,
3a WCKIoYeHem ocobo OroBOpeHHbIX cnydaes.

Takum  ©obpasoM, MNOHATWMEe "HMalas
ankuneHags rpynna” Bkrodaet B cebs KOHKpeTHO,
HanpUMep, MeTWUNbHY  Tpynny,  3TUNbHYO
rpynny, NPONUMBHYID TPYNNY, WU30MNpOonUneHYH
rpynny, OyTunbHyto rpynny, W30ByTuUNbHylo
rpynny, BTOP-OY TUMNEHYIO rpynny,
TPeT-OyTUNEHYH rpynny, NEeHTUMNBHY
(aMunbHYO)  rpyNNy, W3ONEHTWUNBHYIO TRYMNY,
HEONEHTWNBHYK  FPynny,  TpeT-MeHTUMNBHYH
rpynny, 1-MeTUNOYTUNBHYIO rpynny,
2-MeTUNBYTUNEHYIO rpynny,
1,2-OWMETUNNPONUMEHYI0  TPYNAY, FeKoUMbHYH

rpynny, N30TeKCUNBHYIO rpynny,
1-METUNNEHTUNBHYIO rpynny, 2-
METUINEHTUNBHYIO TPYNMY, 3-METUNNEHTUMLHYIO
rpynny, 1,1-0MMeTUnBy TUNLHYIO rpynny,

1,2-0AMeTUNBYTUMNLHYHO TRYMNY,
2,2-0MMeTUnOYTUNLHYO rpynny,

1,3-0MMeTUNOY TUNBHYO rpynny, 2,3-
OUMeTUNOYTUNBHYIO rpynny,

3,3-OMMeTunOy TUNLHYO rpynny,
1-3TUNBYTUNBHYO  TPYNNY,  2-3TUNOYTUNBHYO
rpynny,  1,1,2-TPUMEeTUNNPONUMIBHYKD  TRYNNY,
1,2,2-TPUMETUNNPONUILHY KO TRYMNY,
1-9TWM-1-MeTUNNPONUNBHYHO rpynny "
1-9TUN-2-MeTUINPONWUABHYKO rpynny. Cpean HWX
npeancyTUTENbHEIMU ABMNAKOTCH MeTWNbHasa
rpynna, aTUneHas rpynna, nponuneHas rpynna,
W3onponunbHasa rpynna n 6yTunbHaa rpynna.
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"Huawag ankeHunsHas rpynna"
npeacraenaer  coCold  NMUHERHYIO  WNK
Pa3BETBMNEHHYK YINEPOAHYID Lenb, COCTOALLYI
m3 or 1 go 6 aTomoB yrmepcia, BKMHYasn
KOHKPETHO, HanpuMmep, MeTUNeHCBYH rpynny,
STUNEHOBYID TPYNNY, NPONWUIEHOBYKD rpynny,
TETPAMETWNEHOBYIO IRYNMNY,
2-MeTUNTPUMETUNEHOBYIO TPYNMY,
1-3TUNSTUNEHOBYID TPYNNY, NEHTaMETWUEHOBYHO
rpynny U 1,2-AusTUNaTUNeHoByo rpynny. Cpean
HUX  NPeanouTUTENBHEIMUA - ABNSAKOTCS
MeTWnneHoBaa rpynna v atineHoBasa rpynna.

"ApuneHaa rpynna" B cnyvae B unn D
Konbua  BKMW4aeT B cebn,  Hanpumep,
dheHUNbHYIO  TPYNny,  HadbTUMEHYIO  rpynmny,
aHTPALEHWNBHYIO TPYNNY KU PeHaHTPEHUNBHYIo
rpynny, a

"S- MnKu 6- JneHHasa reTepouMKnnYeckasn
rpynna, codepxawas ot 1 Ao 3 rerepoartoMoB
KMcrnopoda, cepbl Wunu atoMeoe asoTa” B cnyqae
konelua  BKMo4aeT B cebs,  Hanpumep,
DYPANEHYIO  TPYNNY,  TWUEHWNLHYK  rpynny,
THa3CMUIBHYID  TRYNNY,  TMaaWasClUNEHYIO
rpynny, OKCA30MNUMLHYH0 rpynny,
UMWAA30NWNBHYIO  TRYNNY,  TPWa3ONWUMEHYIO
rpynny, NUPPCNOWMNBHYID TRYNNY, MUPUONMIEHYIO

rpynny, MMPUMUAUHUNBHY O rpynny [
nMpaguHUNbHYH Fpynny.
"Bruypmknuyeckan coednHeHHasn

reTepouMKnuyeckan rpynna, cocrtodwas K3
BbllLUEeYKa3aHHOro retepokofbla u 6eHscnsHoro
Koneua," BKkMovaeT B cebd, Hanpumep,
BeHaoTHa3onbHyK rpynny, BeHaokcasonUNbHy
TRYNNY, XMHONWINEHYIO TRYNMY, N3OXUHOMUIEHYIO
rpynny, OeH30TPHas3oNUMbHYO  rpynny 7]
OeHzohypasaHUnbHYID Fpynny.

Kaxpgas BbllleynoMaHyTas “apunbHasd
rpynna“, "5- unu 6-uneHHas reTepouMknyeckas
rpynna, cofepxaiwlas ot 1 Ao 3 reTepoartoMoB
KMCnopoda, cepbl UMK aTOMOB a3oTa”, a TakKe
"DUUMKNYecKas coeMHeHHasn
retepouMKnnYeckas rpynna, cocrodwas ua
BbllLUeYyKasaHHOoro retepokonbla U 6eHscnsHoro
Konosua," MOXeT HecTW OoauH unn  Bonee,
npeanoYTUTeIbHO 1 unu 2, 3amMecTruTend.

B KkauecTBe npumepoB 3aMecTUTENned B
rpynnax nogpasyMeBaloT aToM  ranorexa,
LraHorpynny, HUTROrPYNny, TpUpTOPMETUNBHYIO
rPYNNyY, rMORCKCHNEHYK TRYNMOY, amuHorpynny,
MOHO- WM OW-HUSLWIYKD  ankunaMmuHOrpynny,
HW3LLYHO anKuneHyto rpynny, HU3LWLYIO
ANKOKCHUIBHYID TPYMNY, KapOOKCWNBHYID TRynny,
HW3LLYHO ankoKCUKapOOHUMNBHYIO TRYNMNY, HASLLYIO
ankaHoOWMbHY K0 rpynny, HW3LWLYO
anKaHOWMOKCUIpynny, HA3LLYIO
ankaHOWNaMWHOTRYNNY,  apouibHyo  TRYNy,
APOUNOKCUIpYNny,  KapbamMoWwnbHYK  rpynny,
MOHO- unn ON-HU3LLIYIO
AnKUNaMUMHOKaROOHWNBHYIO TRYNNY,
CyNbOrpynny, HU3LWYK anKMNcynbOOHUNEHYIO
rpYNNy, cynNbaMoOWNEHYID TPYNNY, a Takke
MOHO- UMK OW-HUSLLYIO ankuncynehaMounsHyo
rpynny.  CpedM  HUX  NpegnoyTUTensHbIMU
ABMNAKOTCH aToM ranoreHa, uuaHorpynna,
HUTpCOrpynna, TpUMTOPMETUNBHAA rpynna,
TMOPOKCUIBHAg rpynna, aMmuHorpynna, Huawas
ankuneHaa rpynna, HWswas ankokcurbHas
rpynna, KapbokcuneHas rpynna, HWawasg
ankokcukapboHWUbHas rpynna, a Takke Hualas
ankaHounamuHorpynna. bonee
npeanoyTUTENBHEIMK SBNSIOTCH AaTOM raforeHa,
LWaHorpynna v HWTporpynna.

"ATOM ranoreHa" Bknw4daeT B cebd aTtom
dTOopa, aToM Xnopa, atoMm dbpoMa U aTeMm 1oda.
"Huawan ankokcunsHag rpynna" BkniovaeT B
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cebs METOKCUIPYNny, STOKCUTPYNMY,
NPONOKCUrPYMNY, W30MNPONOKCUIpYNny,
OyToKCKrpynny, n3cbyTokeurpynny,
BTOP-OyTOKCUIpYNMy, TpeT-ByToKkeurpynny,
NEHTUNOKCK-(aMUMOKCK-) TRYMNY,
W30MNEeHTUNOKCUIpYynny, TPeT-NeHTUNOoKCUrpynny,
HEeONeHTWUNOKCUIPy Ny,
2-MeTUNGyTNoKeHurpynny, 1,2-
OUMMETUNNPONOKCUrpynny,
1-8TUNNPONOKCUTPYNNY, a TakKe
reKCUICKCUIpynny. Cpeaun HWX
npeaAncyTUTENBHEIMU ABMNAIDTCH METOoKCUIpynna
W STOKoUrpynna.

"Huawasa ankokcukapOoHWneHas rpynna”
BKMoYaeT B cebs  MeToKCUKapOOHWUMBHYIO

rpynny, STOKCUKAPBOHWUNBHYIO rpynny,
NPONOKCUKAPOOHWUNEHYO Tpyny,
By TOKCHMKAPBOHUNEHYIO rpynny, TPeT-

OyTOKCWMKapPOOHWUNEHYD  TpYNny, a  Takke
NEeHTUNOKCUMKAPOCHMNEHYKD  Tpynny,;  “"Huawas
ankaHowneHas  (anKkaHownokcw-)  rpynna’

BKMOYaeT B cebA aueTUNbHYK (aueTUnoKcy-)
rpynny,  MPOMUMOHWMLHYKD  (MPOMUOHUMIOKCH-)
rpynny, GyTUpUNbHYD (ByTUpWUNOKCK-) rpynny,
BanepuneHy (Banepunokcu-) rpynny, a Takke
W30BanepunbHyo  (M30BanepunoKcu-)  rpynny;
"HualWana ankaHounaMmuHorpynna' BKNKYAeT B

cebs aueTunamuHorpynny,
NpoNMoHUNaMUHOTpYNNy,  ByTupunamvHorpynny,
BanepunamMnHOrpynny, a TaKKe

n3oBanepunammHorpynny.

"ApounbHas rpynna’ unu "apounokcurpynna
BKNouaeT B ceba BeHaounbHy (BeH3ounokeu-)
rpynny, 1- HadTUNKAPOOHUMBHY O {1-
HaPTUNKaPBOHUNOKCK-) rpynny,
2-HaM TUNKapPOOHUITBHY IO
(2-HabTUNKaPBOHWUNOKCK-) TRYNMY, TUEHOWIBHYIO
(TUeHOUNOKSK-) rpynny, MUPPONOUINEHYIO
(NUpponounokck-) rpynny, a Takke 2-, 3- unn
A-nprannKapBoHUNEHYIO (2-, 3- unu
A-NNpUAUNKAROGOHWNOKCH-) TRy ny.

3HaveHVe MCNons30BaHHOIO BhILLE NOHATKA
"HUsWwaa ankuneHaa rpynna’  cnegyert
NPUMEHATL NO OTHOLUEHWIO K HU3LLEHA ankunsHCR
YacTH "MOHO- N AN-HW3LWer
anknnammHokapBoHUNEHOR rpynnel”,  nuéo
"MOHO- 1N An-HU3WER anKMncynbhamMonnbBHOR
rpynnsl”. TUNWYHBEIMKA MPUMEpPaMK TAKOrO poda
rpynn ABNAKTCH MeTUnaMuHoKapBoHUNLHas
rpynna, AvMetunaMmuHokapOoHunsHasa rpynna,

OASTANaMUHOKAPEOHUMBHAS rpynna,
nponUnaMrHoKapGOHKNEHas rpynna,
MEeTUNCYNbhaMonnbHas rpynna,

AUMeTUNcYNeamMonneHan rpynna, a Takke
AnaTunaMmnHocynschamonnsHasa rpynna.
"Huawas ankuncynbdoHMnbHas rpynna”
BKMKYAET B cebs MeTUNCYNbPOHUMNBHYO rpynny,
STUNCYNbAIOHUNEBHYIO FRYNNY,
NpCNUICYNbROHUMBHYIO TRYNNY,
W30NPONUNCY NEPOHUMNBHY O rpyMny,
Oy TUNCYNbMOHUINEHYIO TRYNNY,
U300y TUNCYNEMDOHWUIBHYIO TRYNMY,
BTOP-Oy TUNCYNbOHUMNBHYIO TRYNNY,
TPeT-0y TUNCY NbOHUINBHYIO TPy NNy,
NeHTUNCYNbPOHUMEHYID  TPYNMY, a  Takke
reKCUNCYNsOHUIBHYIO TRYNNy.
MpegycMmoTpeHHbIe HacToALWMM
naobpeTeHeM coegUHEeHWs MOryT G NerkocThio
obpazoBbiBaTE  CONW G HEOPraHWYEecKUMU
KACNOTaMW U OpraHUYecKUMHU  KACNOTamM,
npuyemM 3TH COnK TakKe obnapatot
WHrbupyloLleld apoMaTasy akTMBHOCTLIO, KaK W
COOTBETCTByOLWMWEe cBOBOOHLIE OCHOBaHWS. B
KayecTBe NpeanouTUTeNbHBIX COMNel, Hanpumep,
Nno4pasyMeBaloT COMWM HeopraHWYeckol KUCMoThl,
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TakMe Kkak rMgpoxnopuasl,  rMapobpomuabl,
cynbdatel, HUTPATEl U pocathl; @ TakKe Conu
OpraHW4ecKol KWCNOThI, TakMe Kak okcanarthl,
chymapaTtbl U TapTapaTbl.

B 3aBMCMMOCTKA OT TWMa 3aMecTUTened B
cocTaBe COSAVHEHWA, STM COeMHEHWA Takke
MoryT cbpa3oBeIBaTE dapmaleBTNYECKA
npUeMneMble COnK co LWEenoYHBIMA MeTannamm
LY LeNoYHO-3eMenbHEIMK MeTannamm
(HanpUMep, COMW HAaTPWA, Kanusa, MarHus Unu
kaneuns) wnu  obBpa3cBLiBaTE  COMKM  ©
OpPraHWYecKUMK aMuHaMK, TakMMK KaKk ammuak
U TPUSTUINAMIH.

B 3aBMCMMOCTWM OT TWMa 3aMecTUTEned B
cocTaBe COeAMHEHWH, 3TW coeduHeHUs MoryT
CcoAepKaTbk acuMMeTpUYHBIA aTtoM yrhepoda W
BKMKOYAKOT BCE MAOMEepbl, TakMe Kak onTuyeckue
M3oMepbl 1 AMacTepeousoMepkl, OCHOBaHHbIE Ha
acUMMETPUYHOM aToMe Yrnepoaa.

Kpome TOro, BO3MONHLI CNydan pasnmUyHbIX
rmopaTos, pacTBOpOB " TayTOMepoB
COEAMHEHWA, NPeayCMOTPEeHHEIX HaCTOALLUM
n3otperteHnem. Hactodaulee naobpeteHne TakKke
BKMOYAET BblASMNEHHbIE rMApaThl, pacTBOPEl W
TayToMepbl, Kak U UX CMecu.

MpegycMoTpeHHbIe HacToALWUM
naobpetTeHeM  coedWHEeHWA  MOoryT  ObiTb
nonyyeHsl ¢ NOMCLLLH PaznuyHbIX cnocobos, Ha
OCHOBAHWW  XapakTepUCTMK WX  OCGHOBHOMO
cKeneTa, a TakKe UCNONbayeMblX 3aMecTUTENeH.
HekoTopble TunuuHble cnocobbl  NpUBeAeHb
HLXe.

Mepeklid cnocob nonydveHns:
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roe X npegcraenger coboi atoM ranoreHa,
apUncyneoHUNOKSUIPY NNy unu HU3LLYHO
ankuncynbOHUNOKCUTPY NNy .

MonyyeHWe Wckomoro coeguHeHusa (1) ua
N-amWHOTpKazona {n MOKET 6bITb
OCYLLIeCTBNEeHO o} NOMOCLLbHO OBYX
BbllLeyKasaHHbIX NyTerd. Ha Kaxgorh cTagum aTux
nyTed peakyud npedcrasnder  coboi
ankunnpoBaHwe Wnm auunupcBaHue
amMUHOrpynnel, 4Tto MoxeT 6blTe NpoBeaeHo
CXCAHbIM 06pa3com.

KOHKPETHee, B COOTBETCTBMKW C I'Ipl/lBe,Cl,eHHOI?I
BbilLE peakuuel, Heobxogumble AnA peakuuu
KONMUYeCcTBa UCXOAHEBIX COeAMHEHWA NPUBOAAT B
KOHTAKT  Jpyr ¢ Opyrcm, Hanpumep, B
HeATpanbHOM MO OTHOLWEHWIO K  peakuun
pacTRoOpWTENe, TAakoM Kak AnMMeTundopmamin,
OMMeTUNCYNboKcuad, TeTparngpodypaH,
OVMETOKCWSTaH, aueToH UMM MEeTUN-3TUN-KETOH,
B MPUCYTCTBUMK OCHOBaHUA. [pWemMneMbiMU B
KauYecTBE OCHOBAaHUS SBMAKTCH, Hanpumep,
rMapua HaTpus, aMmug, Hatpus, H-ByTun nutwi,
T-OYTOKCUA Kanws, HaTpWUA, MeTOKCKA, HaTpKs,
STOKCWA HATPUSA, TMAPOKCKA, HATPKUA K rMapOKCUS,
kanusa. Peakums ¢ nerkocTelo MoxeT 6biTb
OCVYLLECTBMEHa NpW KOMHAaTHOM TemnepaTtype.
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B JaHHOM crnyvae
apuUncyneOHWNIOKCUrpynna Bkniovaet a8 ceb4,
Hanpumep,  eHWNCYNbMOHUIOKCUIpYnny 1
OEH3UNCYNLQOHUNOKCUIPYNNY; HW3LWan
ankuncyneOHUNOKCKUIrpynNna  npeacraenset
cobol  CynbOHUNOKCUTPYNNY,  3aMelleHHYHo
HW3WER  ankunsHOW  rpynnoi,  BKoYas,
HanpuMep, MeTUNCYNbMOHUMOKCHTpYINy.

STUNCY NBEOHUMNOKCUTRYMNY 1
NPECNANCYNEMOHUNCKCUIPYNny.
BTopo# cnoco® nonyqeHus:
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roe Al npeactaenaer cobor  HUM3LWYH
ankuneHoBYD Tpynny, B KOTOPOW KOMWYECTBO
METUIEHOBBIX TPYNN Ha CAHY MeHbLUe, YeM B A,
Takoe e 0603HaYeHWe UCMONb3OBaHC U fJanse.

B coorBercTBMM ¢ STUM  GNOCOGOM,
N-amrHOTpKUaaon 1 npUBOAAT BO
B3aMMoJeicTBre ¢ ancaerniHbIM coeauHeHnem
(VI ) ¢ nonyyeHWeMm  COOTBETCTBYIOLWEro
OCHOBaHWA Lnchcha (1X), KoTopoe
BOCCT@HABMNMBAKT C MNOMyYEHUEM COEOUHEHWS
(X), a coeguHeHwe (XI) ankAnUpywT WU
aUMNMPYIOT TAKUM e 0Bpa3oM, Kak STO ONUcaHo
B NepBoM cnocobe nonyyeHus ¢ obpa3oBaHnem
WCKOoMOro npeaykra (1a). Peakuuio nonydeHus
ocHoBaHWA LUudhcha MpPoBOAAT C NOMOLLLKD
a3e0TPONHOro AErMOPWPOBAHUS UM CXCAHBIX
METOOOB B pacTBOpUTENe, TakoM Kak MeTaHon,
3TaHoON N NOJoOHLIA UM cnupT, Nubo BeHaon
wnv  TOMyon, B MPWCYTCTBMM  KWCIOIO
katanuaatcpa. BoccTaHoBneHwe MoxeT BbiTb
OCYLLECTBNEHO G MOMOLWUbIO  CTaHOApTHOro
MeToda, WenonesyloLero, Hanpumep,
Ooporuapwa, HaTpus, Goporvaopua, NUTua unu
rvapva Gopouvannga. MpurogHbiM B KadecTBe
pPeaKLMOHHOTO pacTBOpUTENs ABMNSETCA CNUPT,
TAKOW Kak MeTaHon wnM  sTaHon, nuio
OpraHWYeckMin  pacTBopuTenb, Takol  Kak
YyKCycHaa  Kucrnota  wnuM Boda,  Nvbo
pacTBoOpuUTENb, NPeACcTaBNAwWNA COBOA  Ux
cMeck. o Mepe BOCCTAHOBMEHWS MOMHC He
BblAenaTe obpa3sylleeca ocHoBaHWe Lndda,
a pobaBnATb BOCCTAHABNWBAKOWMA areHT K
codepxalemy OCHOBaHWe Wudhcha
PeaKLUMOHHOMY PacTBOPY ANA OCYLLEeCTBNEHWA
BOCCTAHOBNEHKS,

TpeTuin cnocob nony4yeHus:
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roe R npegcraesnget coboi
aMUHOo3aWMLLAWYI rpynny,

Y obosHavaeT aToM ranoreHa,

B'" u D KaXabld npeactaBnaeT cobor
apuneHyo  rpynny,  5- WM G-UnNeHHy
reTepoLMKINYecKy o rpynny unm SULNKNNYeckyo
COSOMHEHHYK)  TPYNNy,  COCTOAWYK 13
YKa3aHHOro BhIWe reTepouukna W 6eH3onsHoro
KOnbLAa, KOTopas 3amellleHa HWTPOrpynnon,

B2 o6oaHavaeT apunbHylo rpynny, 5- unu
B-UNEeHHY0 TreTepCUUMKIUYecKyo Trpynny  WnK
BULMKITNYECKYIO COSMHEHHYIO rpynny,
COCTOSALLYH M3 YKA33HHOTO BhILLE reTepoLmKna 1
BeHaonbHOro Kombla, KotTopas samelleHa
aMUHOIPYNMNOMN,

B3 npeacraenaeT coOOR apUnbHYO rRYNNY,
5- N B-YneHHylo reTepOoLUUKNUYEecKyo rpynny
UNK - BUUMKITMYECKYID  COSOMHEeHHYI  rpynmy,
COCTOALLYH M3 YKA3aHHOrO BLILLE reTepoLmKna U
BeHaonbHOro Kombla, KotTopas samelleHa
atoMoM ranoreHa. OTW  XKe oBo3HadeHWs
MCNONBb30BaHLI U aanee.

B cooTBeTcTBMKM C 9TUM cnocoBom nenydakoT
ranoreHzamMellgHHble COeAMHEHUS, OTBedvalollue
obuwel dopmyne (Ib) unu (Ic).

Takum obpasoM, coeduHeHWe, onvcbiBaemoe
obuei chopmMynoii (X unu XV,
BOCCTAHABNWBAKOT C MOMYYEeHWEM aMWHHOIo
coedWHeHWsA, COOTBeTCTBylOWero  oblwel
chopmyne (XIV) unu (XVII), ykasaHHoe amuHHOE
coegvHeHne nogsepratoT peakunn CaHgmelepa,
B peaynbTare KOTOPOA NPOWCXOAWT BKNKOYEHWE
aroma ranoreHa u yaaneHue 3awMTHOR rpynnel,
C MonyyYeHWem CcoefuHeHWs, oTBevalowero
obuwen dopmyne (XV) nnm (XVIII), nocne vero
3TO coeMHEeHMe NPUBOAAT BO B3anMOOeHCTBME
¢ coedunHeHnem (V) wmnu (lll) ¢ nonyd4yeHUem
WCKOMOTO  COeLHEHUS, ONUCLIBAEMOTO
thopmynon (Ib) unu (Ic) cooTBETCTBEHHO.

BoccTaHoBRNeHWe coedWHeHUs, OTBeYarLlero
chopmyne (XII), NpoM3BOAAT C MCNOMNL3OBAHWEM

CTaHgapTHOro MeTona XHUMHWHECKOro
BOCCTaHOBNEeHWNA mnu KaTanntTu4ecKkoro
BOCCTaAHOBNEHWS.

MEUrogHeIMK B KavecTtBe

BOCCTAHABNMBAIOLWErO areHTa Mpu XUMUHECKoM
BOCCTAHOBNEHWKN ABNAOTCA MeTanmnel, TakMe Kak
ONoBO, UMHK  WNKM  Keneso. B cniyyae
KaTanMTUYECKOro BOGCTAHOBMNEHWSA WGNOMNb3YHOT
TPaAWLWOHHEIE  KaTanuaaTopbl,  BKNOYas,
HANpUMEepR, NNATUHOBLIA KaTanW3aTop, TAKoW Kak
nnatuHa WNW OKCWML NNatuHbl, NannagueBbli
Katanua3aTtop, Takoh Kak YepHbId nannaguii unu
oKCWA, nannaguvsa, a TakKe HWKeneBbld
KaTannsaTtop, TakoW Kak HuKkenb Panegq.

B kavecTBe pacTBOpUTENna ANA peakyuu
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BOCCTAHOBMNEHUS MOXHO WCNONbL30BaTh NKOOHA
TPAAMUMOHHBIA  pacTBOPUTENb,  BKNOMWAs,
HanpyMmep, MeTaHon, 3TaHon, NPOMaHon, STy
aueTar M YKCYCHYKO KWCNOTY. 3awmty aToma
asotTa B COSAMHEeHWW, COOTBETCTBYIOLIEM
chopmyne (X)) wnnm (XVI), ocyllecTBnAwT C
NOMOLL|bHO TP3AMLMOHHOR aUuna3anTHOR
rpynnel, TakoH  Kak — aueTuneHas  unu
OeH3ounsHaa rpynna. BeeleHwe 3alWWTHOW
rpynnel MOXeT GhIT JOCTUTHYTO c
WCMNOMb30BaHWEM  peaKkuMK  COeAWHEeHWs ¢©
YKCYCHBIM aHTMAPWACM, aueTun XMIOpWACM WK
GeHaoMn XNopuaoM B MPUCYTCTBUKU OCHOBAHWS,
TAKOro Kak auerar HaTpus, NUPUOWH, MUKOIWH,
NIOTUAAH, TPUMETUNAMUH UNK TPUSTUNaMKUH. B
KauyecTBe pacTBOPUTENS AN peakuMn NpurogHs
AVXTOPMETaH, AWXNopaTaH, xnopodopm, GeHzon
W Tonyon. Peakuuio TakKe MOXHO OCYLLEeCTBNATE
¥ B OTCYTCTBWE pacTBopWTens.

B gancHeiwem nonydeHHoe Takim obpasom
coegnHeHre (XIV) unwn (XVI) nogeeprator
peakuuy CaHOMedepa Tak, 4TO artom ranoreHa
BBOLMTCH B COEAMHEHME, a 3alluTHas rpynna
yoansetca W3 Hero, ¢ obpasocBaHWem
coegunHeHua (XV) wnu  (XVI). Peakuuo
CaHamelepa MOXHO NPOBOAWTE G MOMOLLBIO
nodoro  obbIMHCOTO  MeToda, Hanpumep, ¢
WCMONb30BaHWeM xropuaa Megu, Gpomuaa meau
N Moavaa Men, a TakKe COMAHOW KUCMOTHI,
OpPOMOBOAOPOLHONW KMCMNOTEI, WOAOBOAOROAHONA
KACMOTBHl WNW CEePHCK KkWcnoTel. B kadecTBe
pacTBOpUTENA ANA peakund npueMnemel Boda,
aueToH, AuWokcaH W TeTparnapodhypaH.
YpaaneHve 3allnMTHOW rpynnbl  MOXeT ©biTb
JOCTUMHYTO NOCPeACcTBOM KUCMOro rugponusa c
WCMOMb30BaHWEM  pPa3BefleHHOW  COMNAHCMN
KWCNOTBl UMW PasBEASHHOW CepHOW KUCMOTHI.
Ana  peakuuyn Mexay nonyvyeHHsIM  Takum
obpasom coefnHeHnem (XV) n coegmHeHnem (V)
unk (I} MoOXKHO WCnonb3oBaTe TOT XKe MyTh,
KOTOPLIA  MPedycMOTpeH nepBbiM  CNOcOCOoM
NOMyYeHWs WK BTOPLIM CNOCOOOM MOMyYeHus.
Lpyrine cnocobbl nony4veHns:

1. Ecnv nNpegycMOTPEHHbIE  HAacTOALMM
n3obpeTeHMeM  COeAMHEHMS  codepxaT
aMUHOTPYNMY B KaJyecTBe 3aMecTUTEns, OHW
MOryT ObITh MosnyYeHbl MocpPeacTBOM
BOCCTAHOBINEHUS npegycMoTpeHHoro
HacTOALUM  M3cOpeTeHUWeM coedMHEeHWs,
HEeCYLLEero  COOTBETCTBYIOLYKD — HUTPOrpynny.
Peakuwa npedctaengetr cobGCl  KOHBEPCUIO
3aMeCcTHUTENA, NO OTHOLIEHUK K KOTOPCA MOMKHO
MCMNOMb30BaTh TOT KEe MyTb BOCCTAHOBNEHWS,
KOTOPEIA onncaH B TpeTbeM crnocobe.

2. Ecnv npegycMOTPEHHBbIE HACTOALMM
n3obpeTeHnemM coeIMHEHWS COAEepXaT HW3LLYI0

ankaHounwnaMuHorpynny B KavyecTBe
3aMecTuTend, OHW  MOryT ObiTb nonyJveHol
nocpeacTteom B3aMMOAERCTBMA

NPeayCMOTPEHHOMO HacTOAWMM M3obpeTeHnem
COeOMHEeHWsl, HecylWero COOTBETCTBYIOLLYID
aMUHOIPYNMY, C YKCYCHBIM  aHMMAPWACM  UIK
NoAOGHEIM eMy areHToOM C NMOMOLLEK OBLIMHOMD
MeToa.

3. EcnK npegycMOTPEHHbIE HACTOALLWUM
naobpeteHnem coefMHEHMUS cofepxar
OEeH3CTPNa3oNEHYHo rpynny B KadecTBe
3amecTuUTens B unu B kadecTee konsua D, CHU
MoryT ObITb nony4eHbl nocpeacTBoOM
BOCCTAHOBNEHUWSA npenycMoTpeHHoro
HACTOALWM  U30DpEeTEeHWeM COedMHEHMS,
HecyLero ammHorpynny (MM MoHo3ameLleHHyo
amMUHOrpynny) W HATpCrpynny B  KauecTee
coceaHUX 3amMecTuTene OeHUnsHOW rpynnsl, ¢
npeBpalleHWeM HUTPOrpynnel B aMUHOrpYMny, ¢
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NocneayloLMM B3anMoaeicTBUEM
BOCCTAHOBINEHHOIO COEOUHEHUA © HUTPUTOM
HaTpWsA, HATPUTOM Kanua WM NodoGHBIM KM
areHToM  AnA 3aMblkaHWs  Konbla  ©
obpaaosaHueM BeH3OTPUA3ONBHOR rpynnsl B
3TOM coefHeHW.

MonyuveHHble TakMm oOpasoM CoeOMHEHWS,
npedycMoTPeHHbIE HACTOALWMM K3cbpeTeHuem,
mMoryT ObITb  BbAENEHBl WM OYMLIEHEl G
MOMOLE  MOBLIX  TPaAWLMOHHBIX  MEeTOAoB,
Hanpumep nyTem SKCTPaKuWMK, oOcaaeHWs,
hpakLMOHHOR xpomartorpadunn, pakLMoHHOR
KpreTannuaalum, nepekpucTannuaaym "
NnoaobHbLIX WM MeTOO0B. Conu
NpedycMOTPEHHbIX HAcToAWUM U3obpeTeHnem
coeNHEHWUH MoryT BuiTh nonyyeHs
NocpeacTBoOM  Ucnomnb3oBaHWa  cBoboaHoOro
OCHOBaHMA B ©OBbIMHOW conecbpasyloler
PeaKLPK C MOMyYeHWeM ero oXugaemor conu.

MpeaycMoTpeHHbIe HACTOALLAM
n3obpeTeHneM  COeOMHeHWs  obnagaroT
CNocOBHOCTE — MHMMOWpOBaTE  apomaraay,

KoTopas npuHUMaeT ydactue B OuocuHTese
acTporeHa M3 adgporeHa. B CBA3KM C 3TUM
NpedyCMOTPEeHHbIE HACTOALUM U3oBpeTeHuem
COBOMHEHMA NPUrodHbl  ANA  NeYeHnd
3aboneBaHUiA, NPU KOTOPLIX SCTPCreH sBnaeTcs
oboCTpALLMM hakTOPOM Takux 3aConeBaHWi,
KaK pak rpyoW, macronarus, SHOOMETPMOS,
npoctaroMeranns, racTepoMUomMa, a TakKke pak
MaTKK.

dapmMakonoruieckue sddekTsl,
NpOM3BOaANMBbIE NPedyCMOTPEHHBIMU HACTORALLUM
n3obpereHnemM coeMHEHWAMK, BbINn BoISBMNEHSI
C  UCMNONbL3OBAHWEM  NEPESYUCHEHHLIX — HUXKe
MeToO0B.

1. VHrMbupoBaHwe apomaTtassl in vitro.

a. MHrmbrpoeaHie apomaraakl, BelgeneHHo
N3 AWYHWUKA KpbiCbl. AKTMBHOCTb apomaTastl
M3MepsarM B COOTBETCTBMM € W3BECTHLIM
MeToOoM.

BenuunHy |Cgp, NOKa3LIBAKOWYK BAMAHUE
TECTUPYEMOIO COEMHEHUS Ha WMHrMbupoBaHue
apomMarasbl, onpegensanu no  NogaBNeHUIo
OCBOBOXASHUS SHO0 wa [1,2-3H]
aHAPOCTEHANOHA B MUKPOCOMAX SWYHKMKA KpbiC.

6. MHrmbuposaHWe apomaTtastl, BelaeneHHOM
W3 NnaueHTbl YenoBeka.

AKTMBHOCTL apomMarassl  MWaMmepanu B
COOTBETCTBUU C M3BECTHbIM METOLOM.

WMHrMGMPYIoWY  akTUBHOCTL  COEAMHEHUS
onpegensnu no noAaBneHnio
0CBOBOXKASHUS SH0 wa [1,2-3H]
aHOpoCTeHOMOHA B MWKPOCOMAax  MiaueHThl
Jenoeeka.

2. VIHrmbupoBaHWe akTUBHOCTU apomMatasbl in
VIvVO.

Camkam Kpblc nuHMn Wister, Becauum 60 r
Kaxdas, (HenonoBO3penbiM) NOAKOXKHO BBOAWIU
CbIBOPOTKY FOHanoTponuHa Kobeinel (PMSG) B
koHUeHTpauuKn 100 |U Ha kpeicy. Yepes 72 vaca
Kpbice NPUMEHANW TecTUpyemoe CoedMHEHUE,
pacTeopeHHoe B8 0,5 mn 20%-HOro BOOHOrO
pacTeopa MNOMNUITUNEeHmukong. B KadecTee
KoHTpOnsa wucnonssoeann 20%-Hblil  BOAHLIA
pacTBCopP NOMUaTUNEeHrnuKons. Yepes TpK vaca
nocne BBeOSHWUS TECTUPYEMOro COeOUHEeHWA
Kpbic  yMepLBNanKu nyTteMm gekanurauum u
noTepu KpoBW, YOANANA MX SAWYHWUKKM WU G
NOMOLLBK  paguouMMMyHHOro  aHanmsa  (PUA)
N3MEepPSNU cogepaHve acTpaguona B AnYHUKax.

3. MNpoTUBOpakoBas aKTUBHOCTL.

MpOTHUBOPAKOBYIO AaKTWBHOCTL TECTMPYEMOIo
coedMHeHWs No CTHOWEHWIO K KapuWHOME rpyau
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namepanm Ha Moaenu BbI3BaHHOIO
AnmetunéeHsaHTpaueHoMm (DMBA) paka y caMmok
KpbiC NuHKK Sprague-Dawlay.

4. HrubupoBaHne NpoayKLUKM anbiocTepoHa
in vitro u in vivo.

a. VHrmbupoBaHWe npoAyKUUW anbAocTepoHa
in vitro.

AKTWUBHOCTb W3Mepsini B COOTBETCTBUM C

M3BECTHBIM MEeTOOM. WHrbupyioLLyto
AKTUBHOCTE  TECTURYEMOTO  COBMHEHWS
ONpejensnd Ha OCHOBaHWM NOJABMNEHNS
NPOOYKUWK  anbAcCTEPOHA,  BLI3BAHHOW Y

nepBOro MNOKONEeHWA KynbTUBUPYEMBIX KNeToK
Hagno4YeYHWKOB  KpbiCbl  No4  AgACTBHUEM
CTUMYNALNLA a8PEHOKOPTUKOTROMHEIM TOPMOHOM
(AKTT). KonnyecTee anbdocTepoHa MaMepsanu ¢
ncrnonbaosaHvem PUA.

6. WHrnbupoeaHue
anbAoCTEPOHa ¥ KRbIC in Vivo.

MHrMOUpyoWY aKkTUBHOCTE W3MEPAnK B
COOTBETCTBMM c M3BECTHLIM MEeTOOOM.
MHrMbupylolWwyo  akTUBHOCTL — TecTUpyeMoro
COeMHEHWUA oOnpedendans Ha OCHOBaHWKU
nodaeneHns  Bel3aBaHHoro  AKTI  pocta
KOHLEHTPaUWK ansJocTepoHa B KPOBU Y KPbIC.
KonuuectBo  ansgoctepoHa W3MeEpanK  C
ncrnonbaoBaHvem PHUA.

5. WHrmbuporaHve npoaykuuM Koptuacna in
vitro.

WHrnbupyowyo akTUBHOCTE M3aMepand B
COOTBETCTBMM C N3BECTHLIM METOLOM.
WMHrMoUpylolWyo  akTUBHOCTL — TECTUpYEeMOoro
cOedVWHEeHWUa onpedenany Ha OCHOBaHWK
noJasneHns NpoaoyKUMKM KOPTM30Na, Bbi3BAHHOK
Yy NEepBOro MOKONEeHWs KyNbTUBUPYEMbIX KNeToK
HaONoOYeuYHWKOB  KpbiCbl  NoL  ASACTBUEM
ctumynagum  AKTI.  KonudecTBo  KopTwuaona
N3MepsAnnu ¢ ncrnonbaoBaHuem PUA.

Peaynbrarsl nepeYncreHHbIX BhlLUE
SKCNeprMMeHTOB npeacTtaBneHbl dalee.

1. WHrubupoeaHWe apomaTasbl in vitro B
MKPOCOMAaX MraLueHThl YenoBeka.

3HaveHWe ICsp no WHMMBKUpOBaHKWIO
apoMarasbl M3 MWKPOCOM MnaueHThl Yenoeeka
ex Vvivo onpedenann B COOTBETCTBUMM C
YKa3aHHBIM Bbille SKCNEPUMEHTArBHBIM
merogom 1.6, MonydyeHHble  pes3yneTarthl
npeacTaBneHbl B Tabn. 1.

KoHTponsHOEe coefHEHWe. coedMHEHWE K3
npumepa 20 ©. 370 Xe coefWHeHwe ©OypeTt
WNCNONb30BaAHO W HUWXKe.

Kak BWMAHO W3 NpefCcTaBMNeHHbIX Bbille
peayneTartoB, coeduHeHWA, NpegycMOTpeHHble
HacToAWMM  n3obpeTeHnem, npPoABNAKT
cywecteeHHo 6Gonee BbICOKOE WHMMOMpoBaHWe
apomMarasbl in Vitro B MUKPOCOMax NnaueHThl
YernoBeKa, Hexen KOHTponbHoe coejWHEHKe.

2. CenekTUBHOCTb WHMMOKpoBaHUA
apoMarasbl M3 AUYHMKA KpbIChkl N Vitro 1
NpoayKkUuMK anbiocTepoHa y Kpbic in vitro.

3HaveHna IC 55 MO WMHMMBWpOBaAHWIO
apoMartasbl Kpbic in vitro W NogaBneHWo
NPoOyKLMKW  anbJoCTeEpOHa  Kpbic  exX  Vivo
M3MepsnM ¢ NOMOLELID NepPeYCneHHbIX Bhiwe
SKCnepumMeHTankeHelx Metogos 1. a. n 4.a.
COOTBETCTBEHHO. CenekTMBHOCTL Beina
onpegeneHa ¢ NOMOLLLIO NogcyeTa U npueeadeHa
B Tabn. 2. CenekTMBHOCTE MNOKA3bIBAST
OTHOWeHWe 3HadeHWsa IC 59 Ang NpoayKuMin
ansAocTepoHa KpbiC K 3HadeHuo 1Csp  ang
@KTWBHOCTK apomMaTasbl KpbiIC.

Kak BWMAHO W3 MpedcTaBNeHHbIX Bbile
JaHHbIX,  MPEeOyCMOTPEHHbLIE  HAaCTOALWMM
nsobpeteHneM coefMHEeHWH Taikke obnagaoT
cylecTBeHHO 6onee BLICOKOW WHrMBupylowein

NpoLyKLMUK
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aKTMBHOCTBIO MO OTHOLIEHWUKD K apomarase Kpbic
in vitro, HeXenu KOHTPOMbHOES COSOWHEHWE.
Kpome Toro, oba coefiIMHEHWA NPOABMSKOT NOYMTH
OLWHAKOBYIO  WHTMOWPYIOLLYIO  aKTMBHOCTL MO
OTHOLUIEHMWIO K NPOAYKLMKA anbgocTepoHa KpbIC in
vitro.

B cBRAaw C STMM  CeNeKTUBHOCTLb
WHIMBUpPYIOLWER apomaTasy akTMBHOCTM in vitro
No CpaBHEHWUIO C aKTUBHOCTBIO, MHIMOUPDYIOLLER
NpoayKuMio ansgoctepoHa in vitro, (B/A) paBHa
6100 ona coedMHeHWs M3 npumepa 15 B TO
BpeMs Kak Ons KOHTPONBbHOIMO COEOWHEHWSH
COOTBETCTBYIOWEE 3HayYeHWe pasHo 1700. 3tor
hakt  ©O3Havaer, 4TO  NPegycMOTPeHHoe
HacTodAWMM  KM3oBpeTeHueM  coeduHeHne
oKaablBaeT upeaBblMaiHO cnaboe BNUAHWE Ha
cucTeMy NPOAYKLWMW anbdocTepoHa, a NoToMy
ABMNAETCH BLICOKOCENEKTUBHEIM WHTMBUTOPOM
apomMaTasbl.

ANbACCTEPOH, M3BECTHLIA KAaK MUHEpPabHbIA
KopTuKoud, obnajaer pagoM GUonorMyeckix
achcpextoB.  [okazaHO, 4YTO  WMHIMOWpOBaHWE
NpoAYKU MW anbAoCTepoHa NPUBCANT K BRedHbIM
noBoYHBIM ~ NOCNeJCcTBUAM,  TakMm  Kak
NOHWXEHWE  KPOBAHOMO  JABMEHWUE W
opToCTaTUYHOE CHWMXKEHWEe Typropa BCNeacTane
YMeHbLIeHWS  KOMUYecTBa  MWOKOCTM B
OpraHname, a TaKKe HEeHOPMAalsHOro
aNeKkTponuTideckoro GanaHca, BO3HUKAKOWEero
33 cYeT BbIMbIBAHWA M3 OpraHnamMa MOHOB Kanus.
B COOTBETCTBUN c  9TUM, Tak Kak
npeiaycMoTpeHHOe HacToAWUM K3obpeTeHuem
coefvHeHWe npedctaenaeT coboil WUHrMBUTop
apoMaTasbl, XapaKTepusyroWWACH BbICOKOR
3H3UMaTUYECKOR CNeUMPUUHOCTE M MEeHbLUIEeR
WHTMBMPYIOLLEA aKTUBHOCTBH MO OTHOLIEHWKO K
NPCAYKLMKM ansgoctepoHa, npeanonaratoT, uTo
3STO cCoegVHeHWe OKaXeTcHd Oonee Ge3onacHbIM M
Bynet obnapats He3HauUTENbHBIMKU NOBOYHBIMK
achchekTamm.

3. MHruGupoeaHne npoaykumvM anbfocTepoHa
¥ KpbIC in vivo.

MHrMBUPYIOWYH aKTUBHCCTE NO CTHOWEHUIO
K NpoaykuuW ansaoctepoHa y KpbIC in vivo
M3MepsarnM ¢ NOMOLWLLKD yKasaHHOro Bbile
aKcnepumeHrtaneHoro  Metoga 4.6, Ecniw
TecTUpyeMoe coeflMHeHWe npuMeHanu ang
K2 OO M3 MATKU KPeIC B KOHUeHTpauun 10 mr/kr,
WHrMBMpOBaHKMe  MPOAYKUMKM  anbAoCTepoHa
cocTaBnAna y kpbic 37%, 4To ABNgAeTCH
CyLecTBEHHbIM npeu CONoOcTaBNeHN o
KOHTpONeM.

Mexay Tem, ecrnn Kaw[oW W3 NATU KpbIC,
MCNOMNb3yeMbIX B KAYSCTBE SKCNEpPUMEHTaNLHOR
rpynnsl, NPUMEHANNA Kaxaoe n3
npeaycMOTpeHHbIX HacTosWwnM M3obpeTeHnem
coefvHeHWA K13 npumepoe 10, 12 u 15 B
koHueHTpauun 100 mr/kr (B 10 pa3 Bbilwe, YeMm B
npeablayLiem cnyvae), MHrmbrpoBaHme
NpPCAYKU MU ansaocTepoHa obino
HEe4OCTOBREPHbLIM. CTaTI/ICTI/MECKyFO
JOCTOBEPHOCTE  3HAYEHWA aHanuauposanuv ¢
NOMOLL B OHOMEPHOIO BapMaLMOHHCro
aHanmaa. MonyyeHHsle pesynsrars
CBUASTENLCTBYIOT O TOM, UTO NPedyCMOTREeHHLIS
HacTodAWwmuM  naobpeteHnemM  coefiMHeHWd
ABMNAIOTCH BbICOKO BE30MNacHbIMW BELLECTBAMM,
obnajgaroliMmMK - He3HaYUTeNeHBIMKW - BPEAHBIMA
noGoqYHbIMM adhchekTaMy TaKKke U B TecTax in
Vivo.

4. MIHrMbupoBaHWe NpooykunK KopTh3ona y
Kponuka in vitro.

3HauveHna IC 55, XapakrepHble  ans
cOedUHEeHMA B NnaHe WHIMOUPOBaHWA MpogyKLUK
KOpTHaona, onpedensany ¢ NOMOLLEK YKa3aHHOro
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BbiLLE SKCNEPUMEHTASBHOTO metoga 5,
pesynbTaThbl NpedcTaBrieHsl B Tabn. 3.

Kak BWMOHO M3 MpWBEAEHHbIX  BblWe
pes3ynsTartoB, OTMEYEHO, YTO NPedyCMOTPEHHbIE
HacTOAWMM  Ka3obpeTeHWeM  CoeMHEeHWUs
NPOABNAKOT CYLWECTBEHHO 6oNnee HU3KyIo
AKTMBHOCTL, MHIMOMPYIOLLYIO NpPO4yKUMIo
KOpTM3aona Yy  Kponuka in vitro, Hexenu
KOHTpONbHOE  coeauHeHwe. KMaBecTHo, JTO
nodaeneHne npoayKummM KOpTU3ona NPUBOAWT K
paznuuHbIM  BpedHblM  NOBOYHBIM - SdhchekTaM,
TaKMM Kak MOHWKEHWE KOHUEHTpauWMM caxapa B
KpOBW, HapyweHUa yHKUMN HEPBHCH CUCTEMBI,
youneHwe cTpecca " yCUneHue
BOCManuWTenesHoro npouecca. B cooTBeTCTBUM C
3TUM, TaK Kak NpedycMOTpPeHHble HAacTOALLMM
naobpeTeHneM CoegUHEHUA NPoARMAKT cnabyo
AKTUBHOCTL, MHIMBMPYIOLLYIO NpROOYKUKMIo
KOpTU30Na, NPeanonarakwT, YTo 3T coeduHeHus
OyoyT obnajats MeHee BpeAHbIMK NoOOYHEIMU
SdeJEKTaMVI, HexXelln KOHTPOIbHOE coefglHeHune.

5. MIHrMbupoBaHe akTUBHOCTW apoMarasbl in
VivO.

VIHTMBUPYHOLWLYO aKTUBHOCTE MO OTHOLLEHWID
K apoMartase KphiC M3IMepAnd ¢ MNOMOLLH
YKA3aHHOIO BhIlle 3KCNepuMeHTanbHoro Metoaa
2. MuHMmaneHaa addhbekTMBHAA  Oo3a
COSMHEHUSA, MNPEeLyCMOTPEHHOMO HACTOALLNM
n3obpeTeHuem, coctasnana 0,001 mr/kr.

6. MNpoTUBOpakoBas akTUBHOCTL.

B COOTBETCTBMM € yKasaHHbIM  Bbllle
sKkCNepUMeHTarbHBIM METOOOM 3,
NpedycMOTPEeHHbIE HACTOALUM U3oBpeTeHuem
coeAMHEeHWs BbI3bIBAKOT NOAABNEHWE  WIMK
perpeccio  CYLLeCTBYIOWMX  ONyXoned  rnpu
EXeHEBHOM OpaNbHOM MPUMEHEHWW B [03aX
npumepHo ot 0,04 go 1,0 mr/kr.

7. MeTabonuam.

Ecnn  MmCnbiTyeMbIM — KpbiCaM  OpanbHoO
NEUMEHANK  NPefycMOTPeHHOe  HACTOALWMM
n3obpeteHnemM coefuHeHWe U3 npuvepa 15 B
[o3e 3 Mr/kr, MakcumansHoe 3HadveHue (Cax)
KOHUEHTPaLUMM HEU3MEHEHHOro COSOMHEHWA B
nnasme cocTaBnano 2,88 MKr/mn, a BpemMa ero
NOyXKWaHK (Tq2) pasHANOCE 11 vacam. 3 aTnx
pe3yneTartoB MOHATHO, YTO MNPedycMOTPEeHHOe
HacToAWMM  KM3o0peTeHMeM  CosAMHEeHWe
XapakrepuayeTcq MNpPeBOCXCAHOA opanbHOW
nornowaemMocTelo, a 3pdekT nornoweHHoro
coeAnHeHWs npogormKaeTcs OoNro.  Takum
obpa3om, yKasaHHOe coefuHeHWe obnagaer
XOPOWWMM  NOKasaTendMM B KadecTee
MeaukaMeHTa.

Ecnn coeguHeHWa, COOTBETCTBYOLIME
chopmyne (1), M MX HETOKCUMHBIE COMA  WIK
rmopaTtel  UCMNONb3YOT  ANA  NepeyvyucneHHBIX
Bbllle 06beKToB, 3TU COSOUHEHWUA, KaK NpaBuno,
NPUMMEHSAKOT OPAaNbHO WUNN BHYTPUOPRIOWWHHO. WX
KOnm4eCTtBO B 403 BapblpyeT B 3aBUCMMOCTW OT
BO3pacTa, Beca Tena U CoCTOAHWA NaumueHToB, a
Talke  oT  nedeBHoro  sdpdpekTa, nyTK
NEUMEHEHUA W BPeMEeHW nedyeHUs OaHHbIMK
coedunHeHMAMK. Kak npaBuno, KONWMYecTBO
coefHeHWs B o3e cocTaenset oT 0,1 go 100
MI /Ha B3pocnoro/ B CYTKW, MNpeanoyvTUTENbHO
or 1 go 10 mr /Ha B3pocnoro/ B CYTKM B
crydYae opansHoro npUMeHeHns B BUOe eQuHOR
A03bl UNK ee vacTeld, npegHasHaueHHbIX And
HECKOMBbKMX NPUEMOB B TEMEHUE CYTOK, WNK XKe
or 0,1 ao 100 mr /Ha B3pocnoro/ B CYTKM B
cryvae BHYTpWOPKOLUUWHHOMO NpUMEHeHWs B BUe
S0WMHOR 003kl UNK ee YacTel, npegHasHaYeHHbIX
ANA HEeCKONBKUX NPWEMOR B TeYeHWe CYTOK WUNuU
e AnS NOCTOAHHOW BHYTPUBEHHOW MHBbEKUMA B
TedeHWe ot 1 go 24 vacoB B CyTKM. Tak Kak
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KOMWHECTBO NPedyCMOTPEHHOIO  HaCTOALLMM
M3obpeTeHneM coegUHEHWA BapbUpYET B J03E B
33BUCUMOCTI OT Paann4HLIX YCNOBWMA, MeHbLIne
[03bl, HEXEernW NPUBEOEHHbLIA BLILE YPOBEHL, B
HEeKOTOPbIX CNy4aax 4YacTo Takke Mornn 6bl ObITb
YOOBMNETBOPUTENBHBIMU.

CornacHo OaHHOMY M300peTeHuIo,
npegnoxeHa  WMHrMGUpywLWas  apomaTasy
chapmaLeBTUYEecKan KOMNO3ULMS, BKNoYatoLas
B ceba spdPeKTMBHOS KOMUYECTBO AaKTWBHOro
WHrpedueHTa 1 chapmMaueBTUYECKM NMPUeMIeMbIA
HOCWTENb, XapakTepUsylWwasncd Tem, uTo
aKTMBHBLIA WHrpedueHT npegcraengsetr coboi
TpUazonun3aMelleHHoe CcoedWHeHne
TpeTu4Horo amMmmHa dopmynsl (1) nnu ero conb.

B KadecTee TBEpObIX COCTaROB,
npegHasHavYeHHblX  Ana  NpPUMEeHeHUa
HacTodAWero waobpeteHWusa, npUemMnembiMm
aBnalTed  TabrneTkW, MNOPOWOK, a Takke
rpanynbl. B TBepAbIX cocTaBax 3Toro TMna CAHo
unK Gornee akTUBHOE BELLECTBO CMEeLWBAlT G
no  MeHblWed Mepe  OOHUM  WHEepPTHbIM
HanonHUTENeM, TakMM KakK MakTo3a, MaHHWTOM,
rIHOKO2a, rMOPOKCUNPONAN Lennwonoaa,
BbICOKOOYMLLEHHAA KpucTannuyeckas
Luennones3a, kKpaxman, NonvuBUHWA NMPPRONUAOH
M MeTacunukaTt anwmMmuHaTa marHud. NogobHLIR
COCTaB C [MOMOLWbLK CTaHOapTHOrC Mertoda
MOXET B HeobGA3aTenbHOM Nopsake BKMAKYaTb
apyrne  gobaBkM, OTNWMYHBIE  OT  MHEPTHLIX
HanonHWTEeneH, HanpumMep CMA30uHbIA
MaTepuarn, Takod Kkak cTeapaT MarHus,
OEe3UHTErpUPYOLLMIA areHT, TakoW Kak kanbLUuiA
rMUKonNaT LUennonoaa, cTabunmanpylowmii areHr,
TAkoOW Kak [aKkrtoza, a TaKkKe  areHr,
cnocofCTBYOWMA  pacTBOPEHUKD, TaKOW  Kak
rMioTaMMHCBAs KMCNoTa WK acrnaparnHoBas
KhMcnoTta. Tabnetkh W MMNKAM - MOYT B
HeobsasaTensHOM nopagke ObiTe  NOKPBITHI
NNeHKOW W3 pacTBOPUMOra B Kenyake Wnn
pacTBCPUMOro  BO BHYTPEHHER nonocTr
BellecTBa, TaKoro Kak caxaposa, KenaTWH,
rmgpokcunponun - Uennwonosa  unn - granar
TMAPCKCUNPONANIMETWI LEnonoab,

HKuokmie  cocTae, npegHasHaqdeHHbld  ans
opankHoOrc  MNpMMeHeHWs  HacToALWEero
n30BpeTeHna, BKMYaeT dapmaueBTUYSCKA
npUeMnemMyto SMynbcUio, pPacTBOpP, CUpPCM WNK
MUKCKP, a TakKke COOEPXWUT TpaduuWoHHLIA
PACTBOPSAKOLLWIA areHT, TAaKkoW Kak dYucTan Boda
unu staHon. Kpowme Toro, B pobaeneHwe K
WHEPTHOMY pPacTBOPSAIOWEMY areHTy nogoOHLIA
cocTaB MOXeT copepXaTtb apyrmne
BCMOMoOraTenesHble areHThHl, Takne Kak
YBNAXHAWMWA areHT WM cycneHoumpyloLwmi
areHT, a TakKke nNoACnacTUTENb, naxydee
BELUeCTBO, apomMaTtuaatop W aHTUCENTUYEeCKHUA
areHT.

WMHbekums, npeaHasHadeHHas — Aans
BHYTREHHErO  MNPUMEHEHWs  HacToALlero
naobperteHus, BKNHOYaeT B cebq
NPOCTEPUNU3OBAHHLIA BOOHBIA WX HEBOAHLIA
PACTBOP, CYCMNEH3WK WNK SMynbCuio. BoaHbid
PacTBOP W CYCMNEeH3Wd COoAepXKaT, Hanpumep,
npegHasHauYeHHY ans WHBEKUWA
OUACTUNTNINPOBAHHY KO BOOY, a Takxe
DU3UCMOTMHECKMA CONEBOM pacTBOpP. HeBOOHLIA
pacTBopP W CYCMNeH3aWs coaepxar, Hanpumep,
NPOMNUNEHIMNUKONb, NONUSTUNEHTTIMKONb,
pacTUTeNbHEIE Macna, Takue Kak OnMBKOBOe
MAacno, CNUpPTLl, TaKKWe Kak 3TaHon, nonucopbdar
80 » 7.40. Kpome TOro, NnogobHLIA cocTae MOXET
codepxarts Apyrue BcrnomoratensHele Job6aBKu,
Takme Kak AHTWUCENTUYECKMIA areHT,
YBNaXHAOLWMA areHT, amynusarop,
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AACNEPTMPYIOLWMIA - areHT,  cTabunuanpyiowmia
areHT (HanpuMep, naktosa), cnocobCTBYIOLNA
pacTBOPEeHWIO areHT (Hanpumep, rnyraMmuHoBas
Kicrota, acrnaparvHoBas Kucnora) W T.A4,
YKasaHHbIA COCTAB CTEPUNKM3YIOT, Hanpumep,
nocpeAcTBoOM dunbTpaLmn yepes He
nponyckawwuid  Gakrepun  UNLTP,  NyTem
BBEJEeHWS B COCTaB areHta, ybuealoLlero
MWKpOOL, UMM C  MOMOLbLK ~ CBETOBOTO
obnyvyeHWs. B HeKOTOpbIX crydyasx B MNepBylo
ovyepedb NPUroTaBNMBAIOT CTEPWUNbHBLIA TBepabld
coCcTaB, KOTOprI?I nepen WCNonNb3oBaHWEM MOXET
ObITb pacTBOpeH B CTEPUMNLHOW BOAES WMNK Ke B
CTEPUMBHOM pPacTBOpUTENe, NpedHasHa4YeHHOM
anda I/IH'beKLI,I/II?I, C nonyveHwem WHbeKUKnA.

Haunyywuia cnocod Ana MCnonb3oBaHWA
n3obpeTeHus.

B cnegyowem pasgene cyTb HacTosLLEro
n3obpeteHna OydeT oObAcHeHa 6Gonee
nogpobHo € NOMOLIBK MPUBEASHHBLIX  HUXE
npumepos. lonyvyeHWe WUCXOOHbIX COSAMHEeHWUH,
npeaHasHaueHHbIX AN8 UCNONb30BAHUA B 3TUX
npumMmepax, onuMcaHo B CNpaBO4YHbLIX NpUMepax.

CnpaBo4vHbIA Npumep 1

T
Ny,
CH
80 w™Mn ©GeHaona pobaBmnm K 84 T
4-aMUHO-1,2 4-TpHasona, 13.1 r n-

umaHobeHsansoermga M 1,9 r moHorngpara
N-TOMYyONCcynsCHOBOW KUCNOTEI W Harpesanu
NonyyYeHHyw cMecb nNpu  fdecrierMadmn B
TedeHWe 4 4acoB B YCNOBWMAX a3€0TPOMNHCIo
JernapuposaHida. Kpuctannel, BeINaBlLMe B
OcCajok Nocne oxnaxaeHWa cMmecu, otobpanu ¢
NoMoLsl  UNbTRaLMKM ¢ KONKUYECTBEHHBLIM
nonyyeHnem
4-[(4-umaHobeH3unuaeH)amuHol-4H-1,2 4-
Tphasona.

Macc-cnekTpometpmua (m/z): 198 (M*+1)

CrpaBodHbIA Npumep 2

/
1\ —HNH —@—cn

2,52 r 4-ammHo-1,2 4-Tprasona mManeHbKMMm
nopumamMmn  gobaBunnu  Npu  KOMHATHOR
Temneparype K OUMETUNCYNBROKCUOHCA
cycneHamn 1.2 r ruapmga Hatpud. [llocne
nepeMellMBaHUa B TeYeHWe 3 4acoB Mpu
KOMHaTHOW Temnepartype K cmecn Aobasunn
1,21 1 4-chbropbeH3aoHWTpuna B BWAe OOHOWM
nopuvy KW npogornxand nepemMellneaHue B
TedeHve ellle ofHoro 4Yaca. K peakyMoHHomy
pacTeopy gofaBunM  BOdy, NocCne  Yero
KCTparupoBanu NOMyYeHHY CMech
aTvnayertatom. OpraHUHecKUiA Crioi NpocyLLUMUM
Hag 6e3BofHbLIM CynbdartoM MarHug 1 yaanunu
pacTBOpUTENL MNOCPEACTBOM NEPEeroHkn npwu
NOHWXEHHOM  AaBneHun. (OB6pasoBasluMecd
Kpuctannsl NEOMbINU aTMnaueTaTtom c
nonyveHnem 1,09 r
4-[(4-umaHodbeHun)amunHo]-4H-1,2,4- Tpuasona.

CnekTp A0epHOro MarHUTHOIO peaoHaHca
(DMSO-dg, TMS BHYTPeHHWIA cTaHaapT)

§ 6,57 (2H, d, J=9 W), 7,69 (2H, d,
J=9 '), 8,83 (2H, s).

Macc-cnekTpoMmeTtpua (m/z): 185 (M™).

CrpaBodHbIA npumep 3

OCyLecTBNANM TaK Ke, Kak OrnucaHo B
CNpaBoOYHOM NpUMepe 2, nonyynny cnegywlwee
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coepgnHeHne!

4
I\ —HH —@—«l::-z

4-[(4-HuTpohbeHun)amnHo]-4H-1,2 4-Tprazon.

WecxonHele coefHeHUsA:
4-amuHo-1,2,4-Tprason 1 4-pTopHUTpOBeH3on.

CnektTp A0epHOro MarHWTHOTO pesoHaHca
{(DMSO-dg, TMS BHYTPeHHUWIA cTaHaapT)

5 6,53 - 8,70 (2H, m), 8,08-8,31 (2H,

m), 8,8 (2H, s), 10,52 (1H, s).

Macc-cnekTpomeTtpma (mfz): 205 (M™).

CnpaBo4HbIA NpuMep 4

OcylWecTBNANM Tak Ke, Kak OnucaHo B
CNpaBOYHOM NMpUMeEpe 2, nonyynny cnegyolwee
coefHeHWe:

e

1-[(4-ynaHodeHwn)amumHo]-1H-1,2 4-Tprazon.

MexogHble coefHeHuUs:
1-aMuHo-1,2 4-Tpnazon N 4-pTopOEeHIOHUTPUI.

CnekTp S4epHOro MarHWTHOIO pes3oHaHca
(DMSO-dg, TMS BHYTPEHHWA cTaHgapT)

§ 6,56 (2H, d, J=9 Tu), 7,70 (2H, d,
J=9 Tu), 8,18 (1H, s), 8,82 (1H, s), 10,51
{1H, brs).

Macc-cnekTpomeTtpus (mfz): 185 (M™).

CnpaBoYHbIA nNpuMep 5 - 1

OcyWwecTBNANM Tak Ke, Kak OnUcaHo B
CNpaBoYHOM NpUMepe 2, Nonyynny cnegywlee
coefuHeHue:

f —NH —@—Noz

1-[(4-HuTpodbeHun)amuHo]-1H-1,2,4-Tprason.

WMcxogHele coeguHeHus:
1-aMUHO-1,2 4-Tpnaszon N 4-pTopHUTRODBEH3ON.

CrektTp S0epHOro MarHWTHOTC pesoHaHca
(DMSO-dg, TMS BHYTpPeHHUPA cTaHaapT )

5. 6,69 (2H, d, J=9 Tuw), 8,16 (2H, d,

J=9T'u), 8,20 (1H, s), 8,85 (1H, s), 10,80 (1H, s).

Macc-cnekTpomeTtpmna (mfz): 205 (M™).

CnpaBoHHbBIA NpuMep 5 - 2

T/ —HNH
MY,
CH
2,28 r Gopornapuaa HaTpud NOCTENEHHO
nobaBnnm K CyCneH3mm 9,85 r

4-[(4-umaHobeH3UNNgeH)aMHUHO]

-4H-1,2 4-Tprasona, nony-YeHHOro B CnpaBoYHOM
npumepe 1, B 100 MN mMeTaHona B YCNOBWUAX
OXMaxaeHWa Ao Temnepartypbl  nbda.
PeaKUWOHHYI0 CMeChb MNepeMeLlnBan npu ToR
Ke TeMnepartype B TedeHWe 1 vaca, nocne Jero
yoanunu pactBopuUTeNb NocpeCTBOM NeperoHKKU
npwM NOHUKEHHOM JaBneHnn. Ana
nocnegywwWwerc  BblcanuBaHWe K CMEecH
pobaBvnn  BoAy W XNOpWU4  HATPUMA U
3KCTPArupoBanu CMeCh sTUNaUeTaToM.
OpraHWYeckWid criod Npocywuny Hag 6e3BodHbIM
cynbhatoMm MarHua WM yoanunu pactBopuTenb
nocpeacTBOM  MEePEeroHKM  Mpu  NOHWMKEHHOM
fasneHun. OcTaToK NnogseprnuK xpomarorpadni
Ha CUNMKarenbHOR KONoHKe, rpybele KpucTanssl,
nonyyYeHHbIe U3 anara cMeckio XnopodopMa K
MeTaHona B COOTHOWeHWM 1511, npombinu
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xnopodpopMoM ¢ nonydeHnem 4.2 1 4-
[(4-umaHobeHznn)amuHol]-4H-1,2,4-Tprasona.
DUIUKO-XUMUHECKNE XaPaKTEPUCTUKK.
CnekTp A0SpHOr0 MarHUTHONO pe3oHaHca
(DMSO-dg, TMS BHYTPeHHWA cTaHgapT)
st 431 (2H, d, J=4 Tu), 7,29 (1H, t,
J=4 Tw), 7,51 (2H, d, J=9 Tu), 7,82 (2H, d,
J=9 I'u), 8,48 (2H, s).
Mpumep 1

r©

KaTanutuueckoe KOMUYecTBO HUKeNsa PaHes
agobasvnn Kk B0 MmN pacTBopa sTaHona,

codepxallero 3,74 r
4-[N-(4-6pombeHann)-N-(4-H1nTpotheHnn)amMmnuHo]-
4H-1,2 4-Tpuasona, " nepemeLLnBanm

NoMyYeHHYylo CMecs B TedeHWe 2 4acoB B
NMPEUCYTCTBUMK  ra3oobpa3Hore  Bogopcda  npu
KOMHaTHOW Temneparype. [locne ypaaneHus
Karanuaatopa ¢ Nomowbw  uUnbTpauuu
NOMAyYEeHHBIA UNbTPAT CKOHUEHTPWUPOBANK NpK
NMOHWKEHHOM  JaBMNEeHWMM W OYUCTWMA  OCTaTOK
nocpeacTeoM Xpomarorpadnm Ha
CUMMKarensHOM KOMoHKe ¢ nonydeHwem 1.1 r
4-[N-{(4-amunHoeHnn)-N-{4-6pombeHann)amruHo]
AH- 1,2 4-Tprasona U3 Snwara CMecblo
XnopodopMa U MeTaHona B COOTHoWeHun 50:1.

Macc-cnekTpometpua (m/z): 344 (M™).

CnektTp A0epHOro MarHUTHOTO pesoHaHca
(DMSO d, TMS BHYTpPeHHWIR cTaHaapT)

5 471 (2H, s), 498 (2H, br), 6,52

(2H, d, J=9 Tu), 6,58 (2H, d, J=9 Tw), 7,26
(2H, d, J=9 Twu), 7,48 (2H, d, J=9 Tw), 8,73

(2H, 8).
Mpumep 2
CH
7
1\ —
CHM
0,3 r 4-[(4-unaHoeHUTaMUHO]

-4H-1,2 4-Tprasona, Nony4eHHOro B CNpaBoYHOM
npumepe 2, 4odasuny ManeHeKMMK NOPUNAMK K
cycrneHankn 65 Mr rugpuga Hatpus B 5 MA
N,N-aumeTtundopmammia npm KOMHaTHOH
Temnepatype. [locrne poGaeneHuss Bcerc
BellecTBa pPeakUMOHHYH CMeChb Nepemellvsani
npv 50°C B TeyeHMe 30 MUHYT, a 3aTem
octyamnn. K cmecn no kannam gobasunm S mn
pacTBopa N,N-gumMeTuncopmamMmnia,
cogepkawero 0,20 r 4-btopbeH3oHUTpMNA.
Mocne poBaBneHWs pPeakUMOoHHYH CMECH
nepemelwmnsani npu 100°C B TeueHWe S 4acos
W yganunu  pacTBopuTenk  MOCPeAcTBOM
NeperoHkKKM nNpKu  MNOHWKEHHOM  daBneHun. K
octatky  goGaeunu  BOOY, nNocne  4yero
3KCTparnpoBanu CMech XOpPOopMOM.
XNOPOOPMHEIA ~ CMOA  NPOMbINW - BOAOA U
NPOCYLWWNK Hag Be3B04HbIM CyNbthaToM MarHus,
pacTBROpPUTENb YAAnunyu ¢ NOMOLLBK NeperoHku.
OcTatok OMUCTMNN NnocpeAcTBOM
Xpomatorpauie Ha CUnuKarensHoW KonoHke,
nonyyuny  rpybele  kpucTannel K3 snwarta
CMecblo  xnopodopMa W MeTaHona B
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cOOTHOLWEHWK 100: 1.

3TH rpyGole KpUcTanmnel
nepekpucTannuaoBanu M3  atunauerata c
nonyveHnem 0,28 r 4-[6unc(4-

unaHodeHnn)amuHo]-4H-1,2 4-tprasona.

3nemeHTHLIA aHanua (4na CqigHqoNe).

PaccuuraHo: C(%) 67,13, H(%) 3,52; N(%)
29,35.

HaigeHo: C(%) 66,92, H(%) 3,62, N(%)
29,23.

Macc-cnekTpomeTpua (mfz): 286 (M™).

CnekTp A4epHOro MarHWTHOIO pe3oHaHca
(CDCl3, TMS BHYTPEHHWA CTaHAapT)

5 7,04 (4H, d, J=9 W), 7,69 (4H, d,

J=9Tu), 8,44 (2H, s).

Mpumep 3

OCyLlWeCTBNANM Tak XKe, Kak OnucaHo B
npumepe 2, Nony4Yuny crnegylolliee coeinHeHue:

CH

s
Lo

]
Z

4-[N-(4-UunaHotheHWn)-N-(4-HUTpocheHun)amu
Hol]-4H-1.2, 4-Tpuaszon.

McxogHele coeguHeHus:
4-[(4-unaHocpermnnyamuHo] -4H-1,2 4-Tprason n
4- bTopHUTPObEeH3OM.

3nemeHTHLIR aHanua (ana CqisHqgNgOs).

PaccuuraHo: C(%) 58,82, H(%) 3,29; N(%)
27,44

HaidgeHo: C(%) 58,79, H(%) 3,46, N(%)
27,37.

Macc-cnektpoMeTtpus (miz): 307 (M*+1).

CnekTp S4epHOro MarHWTHOIO pes3oHaHca
{CDClz, TMS BHYyTPEHHWA cTaHgapT)

8 6,98-716 (4H, m), 7,72 (2H, d, J=9
), 8,26 (2H, d, J=9 '), 8,46 (2H, s)

Mpumep 4

OcylWecTBNANKM Tak Ke, Kak OnucaHo B
npumepe 2, NONy4Yany crnegyollee coefnHeHue:

7 Vi
I

CH

4-[N-(
4-UunaHodheHun)-N-meTnamuHol-4H-1,2,4-Tpra3s
on.

MexoaHble coefuHeHUs .
4-[(4-unaHocpermnnyamuHo] -4H-1,2 4-Tprason n
MeTun noana.

3nemMeHTHbIR aHanna (4na CqgHgNs).

PaccuutaHo: C(%) 60,29; H(%) 4,55; N(%)
35,15,

HadgeHo: C(%) 60,24; H(%) 4,66, N(%)
35,12.

Macc-cnektpoMeTtpus (miz): 199 (M),

CnekTp S4epHOro MarHWTHOIO pes3oHaHca
{CDClz, TMS BHYyTPEHHWA cTaHgapT)

8 3,36 (3H, s), 6,60 (2H, d, J=9 Twu,
7.60 (2H, d, J=8Tw), 8,41 (2H, s).

Mpumep 5

OcyWeCTBANKM Tak Xe, Kak OnucaHo B
nprMepe 2, Nony4Yunu creayollee coefuHeHue:
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CH
4-[N-(4-uraHotheHun
)-N-nponunamwnHo]-4H-1,2,4-Tpraszon.

VMcxogHele coeguHeHus:
4-[(4-umaHodpeHnn)ammnHo] -4H-1,2 4-tprason u
MeThn nogng.

SneMeHTHbIR aHanma (ana CioHqsNs).

PaccuntaHo: G(%) 63,42; H(%) 5,77, N(%)
30,82.

HaidpgeHo: C(%) 83.41; H(%) 5,82, N(%)
30,77.

Macc-cnekTpomeTpua (mfz): 227 (M™), 198.

CnekTp A0SpHOr0 MarHUTHONO pe3oHaHca
(CDCls, TMS BHYTPEHHWUA CTaHAapT)

& 1,03 (3H, t, J=7 Twu), 1,45-1,76 (2H,
m), 3,67 (2H, dd, J=7 Tu, J=7 Tu), 6,54 (2H,
d, J=9Tu), 7,56 (2H, d, J=9 I'u), 8,33 (2H, s).

Mpumep 6

OCYLLEecTBNANKM TaK Ke, Kak OrnMcaHo B
npuMmepe 2, Nony4unw crnegyloliee coeinHeHUe:

CH
7 h—n
Ny,
o
CH
4-ynaHo-N-(
4-unaHodheHun)-N-(4H-1,2,4-Tpnazon-4-un
)-6eHaamng.
WcxogHble coefnHeHWs:

4-[(4-umaHobeHUMamMHo]-4H-1,2 4-Tpuason w
LuaHoBeH30oUmn XMNopuA,

dneMeHTHbIR aHanua (ana Cq7H1gNgO).

PaccuutaHo: C(%) 64,96, H{%) 3,21; N(%)
26,74.

HadneHo: C(%) 84,81, H{%) 3,35 N(%)
26,72.

Macc-cnekTpomeTtpua (m/z): 314 (M™).

CnektTp AOSPHOro MarHUTHOrO peaoHaHca
(CDCla, TMS BHYTPEHHWA cTaHaapT)

§/ 7,61 (2H, d, J=9 Tw), 7,77- 7,99

(6H, m), 9,13 (2H, s).

Mpumep 7

OcCylecTBNANM TaK Ke, Kak ornvcaHo B
npuMepe 2, Nony4uny cnegyolee coedlHeHWe:

CH

T/ — o]

N>, z

4]
Z

4-[N-(4-unaHocheHrnn)-N-(2,
4-pnHuTpodenun)amnHo]-4H-1,2 4-Tprason.

VcxogHele coeguHeHus:
4-[(4-unaHodpeHun)amuHo] -4H-1,2 4-tprason u
2,4-guHnTpodTOpbEeH30rM.

OneMeHTHbIR aHanua (ana C14HgN7Cs).

PaccuutaHo: C(%) 45,29, H(%) 2,44; N(%)
26,41.

HaidpgeHo: C(%) 45.25; H(%) 2,55, N(%)
26,40.
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Macc-cnekTpomeTpus (m/z): 371 (M™).
CnekTp fOepHOro MarHUTHOTO pe3cHaHca
(DMSO-dg, TMS BHYTPEHHUWA cTaHgapT)

§ 6,82 (2H, d, J=2 Tu), 7,95 (1H, d,
J=9 Tw), 8,20 (2H, d, J=9 Tw), 8,71 (1H, q,
J=9Tu), 8,95 (1H, d, J=3Tu), 9,21 (2H, s).

Mpumep 8
CcyllecTBNANM Tak Xe, Kak onucaHo B
nprvMepe 2, NoONyYunu crnegyrollee coegnHeHwe:

O
Z

s
Lo

o
Z

4-[onc{4-HuTpodeHun)amuHol-4H-1,2 4-Tpua
aon.

MexonHole coednHEHUA:
4-[(4-HUTpOoheHun)aMmuHo] -4H-1,2,4-Tprason n
4-chTOpHUTPODEHZ0NM.

3nemeHTHbIR aHanma (ana CiaH1oNeO4).

PaccuuraHo: C(%) 51,54, H(%) 3,09; N(%)
25,76.

Havigero: C(%) 51,69, H(%) 3.14; N(%)
25,80.

Macc-cnekTpomeTtpma (mfz): 326 (M™).

CreKkTp $4epHOro MarHWUTHOIC pPes3oHaHca
{(DMSO-dg, TMS BHYTpPeHHWUI CcTaHaapT)

§ 7,24 (4H, d, J=9 Tu), 8,30 (4H, d,
J=9Twu), 9,28 (2H, s).

Mpumep 9
CH
Me
T “h—n |
Ny,

1. OcyLWecTBNANM TakuMm Ke crnocoboM, Kak
3TO onucaHo B Npumepe 2, 3a WCKMYeHUEM
TOro, YTC  BMecTo  4-chbTopbeH3oHUTpUna
1enone3oBany 4-
dTOp-2-MeTMNaMUHOHWTpobeH3on ¢
nonyyveHuem 4-[N-(4-unaHodpeHun)-N-
[(3-MeTUnaMuHO-4-HUTPO)heHunjamuHo]-4H-1.2,
4-Tprasona.

CnekTp S4epHOro MarHWTHOTC peaoHaHca
{CDCl3, TMS BHYTPEHHWIA cTaHapT)

8 3,16 (3H, s), 7,23 (2H, d, J=8 Tu),
7,75 (2H, d, J= 9 Tuw), 7,80 (2H, s), 8,13
(2H, d, J=9 1), 8,87 (2H, s).

Macc-cnekrpoMeTpurs (miz): 335 (M*).

2. 30 Mn metaHona U 1 r HWkena PsHed
pobasunn Kk 1,8 1 4-[N-(4-uraHocbeHnn)-
N-[(3-meTrnamumHo-4-HnTpo)dheHun]ammuHo]-4H-1,
2,4-TpMasona, nNonyYeHHoro B nNpedblayliem
NyHKTE 1, U NOABEPTNM CMECk KaTanMuTUYSCKOMY
BOCCTAHOBMNEHWIO B aTMocdepe BoJopoda npu
HopManeHoM fdaBneHun. [locne ydaneHws
HUkens PasHea W ydaneHus pacTBOpUTEnA
nocpeACTBOM  NEepPeroHKW Npu  NOHWKESHHOM
JaBnNeHWK KOMUYECTBEHHO BBIASMNWNK WCKOMBIRA
4-[[N-(4-amnHO-3-
MeTunamuHo)deHnn]-N-(4-yraHodheHnn)ammHo]
-4H-1,2 4-Tpnason.  [lonyyeHHOe  BelWecTBO
pacTeopvnyi B 30 mn 6 N congHol KMcnoTbl K K
peakyMOHHOR CMECK Mo Kannam JoGasunu 2 mn
BogHOro pacteopa 0,37 1 HUTpUTa HaTPWA NPy
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Temnepatype HWxke 5°C. lMocne pobasneHWs
PeakuMOHHYI0 CMECb NepemMellnBand  npu
Temnepatype Hwxke 5°C B TedeHre 30 MUHYT, a
saTeM nogwenadund  BOAHbIM - PacTBOPOM
rmgpokcuga  Hatpua.  [lonyueHHyl  cMmech
SKCTParupoBann  3TuaueTaToM, OTOENEeHHbIA
OpraHWYeckMin  Crol  NpoMbini  BOJOW WM
npocyLWnK Hag ©e3BO4HbIM CYMNbdaToM MarHus,
yaanunu pacTBOpUTEnb MOCPEACTBOM MEPEroHKU
NP NOHWXEHHOM daBneHuu. OcTarteK OYUCTUNN
€ NOMOLLBK XpomaTorpachun Ha CUNUkarensHoM
KOMOHKE, nonydvmnn rpybole  Kpuctannsl 13
anwara CcMecbl aTWrnaueTaTa WM metaHona B
cooTHoWeHnn 100:1. Otk rpyBele KpucTannsl
nepekpucrannnaoBani M3  sTunauderara ¢
nonyveHnem 017 r
B-[N-(4-unaHoeHun)-N-(4H-1 2 4-Tpuason-4-un)
amMwHo]-1-metun- 1H-BensoTpuaszona.

CnekTp AOEPHOr0 MarHUTHOMO pe3oHaHca
(CDCl3 + DMSO-dg, TMS BHYyTpeHHWA cTaHaapT)

5 2,81 (3H, s), 6,75 (2H, d, J=9 Tw),
7,36 (1H, dd, J=9 Tu, J=2 Tu), 7,59 (1H, d,
J=2 Tuw), 7,63 (1H, d, J=9 Tu), 811 (2H, d,
J=9 I'u), 8,73 (2H, s).

Macc-cnekTpomeTtpua (m/iz): 316 (M™), 220.

Mprmep 10

]
K4
17—
MY,
L)
K4
K CYCneHauum 0,37 r

4-[(4-HuTpodheHun)ammnHo]-4H-1,2 4-Tprasona,
NonyyYeHHOre B CNpaBoyYHOM npumMepe 3, B 20 Mn
2-6yTaHOHa NpW  KOMHaATHOW  Temneparype
nocnedosatensHo aobaemnm 0,83 r 6eaBoagHoro
kapboHaTa kanua, 1,30 ©  N-HUTPOGeHaunn
OpoMMaAa U KaTanMTU-ecKoe KONMYeCTBO noauaa
HaTpWUs, Nocne 4ero Harpeeanu peakyWoHHYIo
CMEecCh MpKW YCNoBUAX Aedrnermaumm B tedeHve 2
vacoB. [locne oxnaxaeHWs pPaCTROPUTENb
yaanunm nocpeacTBOM neperoHKu npw
NOHWEHHOM [aBreHuM, K octaTtky paobasunu
HeobXxoaumMoe KONMWYEecTBO BOALI, NOcne 4ero
HECKCIMbKO paas SKCTparnpoBanu ero
atvnayetatom. OTAenNeHHbId  sTUnaueTaTHbIA
CMoA nNpoMbITA  BOACKA W MpocylUMnK  Hapg
0e3B0OHLIM CYNbATCM MarHus, pacTBROPUTENb
yoanunu ¢ MOMOLUBK)  MEepercHKn  npu
NOHWXEHHOM  daeneHun. OCpasoBaslUMACH
ocTaTtok OYUCTMMNN NocpeAcTBOM
XpoMaTorpachid Ha cunUKkarensHol KomnoHke ¢
nonyyeHWem rpyObix KpuUcTannoe W3 snwaTta
CMEeCblD  XNopocopMa M MeTaHona B
cooTHOWeEHUM  100:1. BbldeneHHble Takum

obpa3om rpy6ele Kpuctannsl
nepekpucTannMaoBsany n3 aTaHona C
nonyvyeHnem 0,28 r

4-[N-(4-HUTpobeH3KnN)-N-(4-HUTpodh eHUN)aMUHO]-
4H-1,2 4-Tprasona.

OneMeHTHLIR aHanua (ang CisHi2NgO4).

PaccuutaHo: C(%) 52,94, H(%) 3,55; N(%)
24 70.

HadneHo: C(%) 52,94; H(%) 3,62, N(%)
25,02,

Magcc-cnekTpoMeTpusa (miz): 340 (M.

CnekTp A0epHOro MarHUTHONO pe3oHaHca
(DMSO-dg, TMS BHYTPeHHWA cTaHgapT)

s 5,33 (2H, 8), 6,77 (2H, d, J=9 Twu,
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7,66 (2H, d, J=9 W), 8,20 (4H, d, J=9 ),

8,93 (2H, 5).
Mpumep 11
OcylecTBNANM Tak XKe, Kak ornMcaHo B
npumepe 10, nonyyunm cnegyouee
coeVHEHNE!
CHN
17
Ny,
CH

4-[N-(4-unaHobeH3nn)-N-(4-unanodeHun)am
WHO]-4H-1,2 4-Tpraszon.

McxoaHble COEOWHEHWSA:
4-[(4-umaHoheHun)amnHo]-4H-1,2 4-Tpnason W
4-LwaHobeHann Gpomug.

Macc-cnekTpoMeTtpus (miz): 300 (MY).

CnekTp S4epHOro MarHWTHOIO pes3oHaHca
{CDCl3, TMS BHYTpPEHHWIA cTaH4apT )

8 498 (2H, s), 6,64 (2H, d, J=9 Twu),
7,26-7,74 (6H, m), 8,20 (2H, s).

Mpumep 12
1
z
/s
l\\ —
-

8 mn auetcHuTpuna pgobasunn k 0,63 1
4-[N-(4-HuTpocheHnn)amuHo]-4H-1,2 4-Tpuasona,
0,82 r 4-6pombeHanun ©Opommaga K 0,62 r
BesBogHoro kapboHara kanus 1 nepemelumnsanu
B TedeHMe 3 4yacoB NpW  KOMHaTHOW
TeMneparype. PactBoputens yaaninu
NocpeacTBOM  MEePEroHKM  Mpu NOHWMEHHOM
JaBneHWK, a K NonyYeHHoOMy ocTaTtky notasunu
BOOYy, MNoOcne dero  3skcTparMpoBanu  ero
xnopodpopmoM. OTOBPpaHHBIA  XTOPOMOPMHbLIA
CNOA nNPOMbLINKM  BOAOA W NpOCYyLWMNK  Hap,
6e3BogHLIM CyNbdaTOM MarHus, pacTBopuTens
yaanunu ¢ nomowbk neperoHkn. OctaTtok
OMUCTUNM  NOCPEACTBOM  XpoMaTtorpacum  Ha
cUNUKarensHOM KoNoHke G nonyyYeHuemM rpybbix
KpUCTanmnoB W3 sniarta cMecklo xrnopodopma i
MeTaHona B cooTHouweHun 100:1. 3tn rpyboie
KpucTannbl NepekpucTannaceani M3 aueToHa ¢
nonyyYeHnem 0,71 r
4-[N-(4-6pombBeH3unn)-N-(4-HUTpoheHun)
amMwHo]-4H-1,2,4-Tpuasona.

T.nn.: 241°C.

3nemeHTHLIR aHanua (Ana CisH1sBrNsO,).

PaccuutaHo: C(%) 48,15, H(%) 3,23; N(%)
18,72 Br(%) 21,35.

HageHo: C(%) 48,21, H{%) 3,17, N(%)
18,97; Br(%) 21,50.

Macc-cnekrpomeTpua (m/z): 374 (M™).

CnekTp fA4epHOro MarHUTHOIO pe3oHaHca
(DMSO-dg, TMS BHYTPEHHUWIA cTaHaapT)

s/ 512 (2H, s), 6,79 (2H, d), J=0°
My, 7,29 (2H, d, J=9 Ty), 7,54 (4Hd, J=S
ru), 8,19 (2H, d, J=9 ), 8,84 (2H, s)

Mpumep 13

OcylecTBNANM Tak XKe, Kak onvcaHo B
npumepe 10, nonyyunm cnegywuee
coeVHEHNE!
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CH
3

4-[N-(4-meTunbeHaun)-N-(4-H1UTpocbeHun)am
WHO]-4H-1,2 4-Tpuason.

MexogHbele coefuHEHWs:
A-[(4-HKnTpOoheHnmamnHo] -4H-1,2, 4-Tprazon u
4-meTunGeHsnn GpoMua.

OneMeHTHLIR aHanua (ang CigHisN5O2).

PaccuutaHo: C(%) 62,13; H(%) 4.89; N(%)
22,64,

HalhpeHo: C(%) 61,87, H(%) 5,00, N(%)
22,43,

Magcc-cnekTpoMeTpusa (miz): 309 (M*).

CnekTp A0EpHOro MarHUTHOMO pe3oHaHca
(CDCl3, TMS BHYTPeHHWA cTaHaapT)

5 2,34 (3H, s), 4,90 (2H, s), 6,68 (2H,
d, J=6 lw), 7,08 (2H, d, J=8 Tw), 7,16 (2H,
d, J=8 Tu), 8,10 (2H, s), 8,19 (2H, d, J=6Tw)

MNpumep 14
OcyWecTBAANM TaK Ke, Kak OnicaHo B
npumepe 10, nonyyunm cnegyolee
coeMHEHKE!
o
2
T2 Sy
Ny,
OCH
3

4-[N-(4-meToKenBeH3un)-N-(4-HuTpodeHun)a
MWHO]-4H-1,2 4- Tpuason.

VMcxogHele coeguHeHus:
4-[(4-HnTpocbeHun)amuHo] -4H-1,2 4-Tprazon n
N-METOKCUDEH3IN XIopra.

SneMeHTHBIR aHanua (Ana CigH1sN503).

PaccuutaHo: C(%) 59,07, H(%) 4,65; N(%)
21,63.

HahgeHo: C(%) 59,05, H(%) 4,61, N(%)
21,50.

Macc-cnekTpoMeTpua (miz): 325 (M™).

CnekTp A0SpHOr0 MarHUTHONO pe3oHaHca
(DMSO-dg, TMS BHYTPeHHWA cTaHgapT)

8 3,73 (3H, s), 504 (2H, s), 6,76-6,92
(4H, m) 7,22 (2H, d, J=9 Twu), 8,19 (2H, d,
J=9 I'u), 8,75 (2H, s).

[Mpumep 15
CHN
rd
'
I

40 mn auyetoHuTpuna gobGaesunn k 3,15 r
4-[N-(4-unaHodeHun)amuHo]-4H-1,2,4-Tprazona,
425 r 4-6pombeHann Opommaa u 352 1
GeaBogHoro kapboHara kanus 1 nepemMellneani
NnoryYyeHHylo cMecb B TedeHWe 3 4acoB MNpW
KOMHaTHOIA TeMmneparype. Pacteoputens
yaanunu nocpencTBoM neperoHKM npw
NMOHWXEHHOM [aBnNeHWM, a K MonyyYeHHOMY
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octaTky  goGaBunn  Bogy, nocne  qero
3KCTPArMpoBanm ero XNopoOpMOM.
OTobpaHHbIF  XNOPOhOPMHLIA  CMNOA  NPOMBINN
BOOOW W npocylwunn  Hag  6e3BofHbIM
cynbhaToM MarHus, pacTBOpUTENb YAanunu ¢
noMmolWb  neperoHkn.  OCTATOK  OYUCTUNU
NOCPEeACTBOM Xpomarorpadum Ha
CUINUKarernsHon KOMoHKe ¢ noryyeHnem rpyobix
KpWCTannmoB M3 snara cMecki xnopodopma u
MeTaHona B cooTHoweHuK 100: 1. OTK rpyGrle
KpUcTanmnsl NepexkpucTaniMacean U3 ataHona ¢
nonyveHem 3282 1 4-[N-(4-6pom-GeHann
)-N-(4-unaHoeHnn)amnHol-4H-1,2 4-Tprasona.

T. nn.: 203°C.

3nemMeHTHLIA aHanua (ana CqgHqoBrNs).

PaccuurtaHo: C(%) 54,26, H(%) 3,41; N(%)
19,77; Br(%) 22,56.

HaigeHo: (C) 53,96; (H) 3,48, (N) 19,72,
(Br) 22,65.

Macc-cnekrpoMeTpus (miz): 354 (M*).

CneKkTp #ASpHOr0 MarHWTHOTC pes3cHaHca
(DMSO-dg, TMS BHYTPeHHWA cTaHgapT)

& 506 (2H, s), 6,75 (2H, d, J=9 W),
7,27 (2H, d, J=9 Tu), 7,53 (2H, d, J=9 Twu),
7,75 (2H, d, J=9 T'w), 8,81 (2H, s).

Mpumep 16
OcyWwecTBNANM TaKk XKe, Kak oruMcaHo B
npumepe 10, nonyyunm cnegywolee
coefnHeHne:
o
Z

" _NY;>

4-[N-(4-HuTpocpeHnn)-N-(4-TnazomeTnn
JamuHo]-4H-1,2 4-Tpruason.

WexogHele coegnHeHus:
4-[(4-HuTpoheHun)amMmuHo] -4H-1,2,4-Tprason n
4-(XNOPMETWN )TUA30NNA.

3nemeHTHLIR aHanua (ana CqioHpNgO2S).

PaccuutaHo: C(%) 47,68, H(%) 3,33; N(%)
27,80; S(%) 10,61.

Havigero: C(%) 47,51, H(%) 345 N(%)
27,75; S(%) 10,45.

Macc-cnekrpomeTpus (miz): 302 (M*).

CnekTp f4epHOro MarHWTHOTO peaoHaHca
{(DMSO-dg. TMS BHYTPEHHUWIA cTaHaapT)

5 . 528 (2H, s), 6,77 (2H, d, J=9 Tw),
7,77 (1H, brs), 817 (2H, d, J= 9 Tw), 8,80
{2H, s), 9,12 (1H, brs).

Mpumep 17
OcylWecTBNANM Tak Xe, Kak ornMcaHo B
npumepe 10, nonyyYnnm cnegywouiee
coeHEHHE!
1
Z
17 “w—n
MY,

4-[N-(4-cpTopbeHann)-N-(4-HuTpoceHun)amu
Ho]-4H-1,2,4-Tpnaszon/

WcxopHble coeNHEHUA:
4-[{4-HnTpocheHun)ammHo] -4H-1,2 4-Tprason n
n-cptopbeHann Gpomug,

3nemeHTHBIR aHanua (ana CisH oFNOo).
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PaccuuTtaro: G(%) 57,51, H(%) 3,86; N(%)
22,35, F(%) 6,08.

HalpeHo: C(%) 57.44; H(%) 3,98, N(%)
22,37, F(%) 5,85.

Macc-cnekTpomeTpus (m/z): 313 (M™).

CneKkTp SOepHOr0 MAarHUTHOMO peaocHaHca
(DMSO-Dg, TMS BHYTPEHHUA cTaHaapT)

8 5,12 (2H, s), 6,81 (2H, d, J=9 Tw),
7,05-746 (4H, m), 8,20 (2H, d, J=9 Tu),
8,81 (2H, s).

Mpumep 18

OCyLLecTBAANK TaK Ke, Kak OnWcaHo B
npumepe 10, noay4rnm cnegywuwee
coeAuHeHne:

O
Z

7
l\ —

C1

4-[N-(4-xnopbeHann)-N-(4-HUTpodbeHU)amMuH
0]-4H-1,2,4-Tpra3zon.

WcxeaHele COeOUHEHUS!
4-[{4-HnTpocbeHun)aMmuHo] -4H-1,2, 4-Tpraaon n
n-xnopbeHann GpoMua.

OneMeHTHbIR aHanua (ang CisH12CINsOs).

PaccuutaHo: C(%) 54,64, H(%) 3,67; N(%)
21,24; Cl(%) 10,75.

HaihpeHo: C(%) 54,59; H(%) 3,85 N(%)
21,13; Cl 10,72.

Macc-cnektpomeTpusa (m/z): 329 (M*).

CnekTp AAepHOr0 MarHUTHOMO peaocHaHca
(DMSO-dg, TMS BHYTpPeHHWIA cTangapT )

s/ 5,14 (2H, s), 6,79 (2H, d, J=9 Tu),
7,36 (2H, d, J=9 Tu), 7,40 (2H, d, J=9 Tw),
8,20 (2H, d, J=9 T'u), 8,84 (2H, s).

[Mprmep 19
OCyWecTBAANM TaK Xe, KaKk OnicaHo B
npumepe 10, nonyyunm cnegyolee
coeuHeHHe!
]
Z
17 “n—n
Ny,

4-[N-(4-nogbeHann)-N-(4-HuTpodeHunyammH
o]-4H-1,2,4-Tpnason.

McxoaHbele coednHEHUA:
4-[(4-HnTpodbeHun)ammHo]-4H-1,2 4-Tprason wn
n-nogbeHaunn xnopua.

OneMeHTHbIA aHanua (ana CisHq2INOs).

Paccuutano: C(%) 42,77, H{%) 2,87; N(%)
16,63; 1(%) 30,13.

HahgeHo: C(%) 42,68, H(%) 3,01,
N(%)16,46; 1(%) 30,26.

Macc-cnekTpomeTpus (miz): 422 (MT+1).

CnekTp AOepHOro MarHUTHOrC peaoHaHca
(DMSO-dg, TMS BHYTPeHHWIA cTaHaapT)

5 510 (2H, s), 6,78 (2H, d, J=9 Tw),
714 (2H, d, J=9 Tu), 7,70 (2H, d, J=9 Tu),
8,19 (2H, d, J=9 T'w), 8,84 (2H, s).

Mpmep 20

OCYLWECTBAANKM Tak Xe, Kak OnucaHo B
npumepe 10, nony4unm cnegywouee
coegVHeHKe:!
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2-[[N-(4-HuTpodherun)-N-(4H-1,2 4-Tpnazon-4
-UNMaMUHOIMETUN]XUHONWH.

WexonHele COeNHEHUA:
4-[{4-HnTpocpeHun)ammHo] -4H-1,2 4-Tprason n
2-(XNopPMETUN) XUHOMKH.

3nemeHTHLIA aHanma (Ana CigH14NgOs)

Paccuntano: C(%) 62,42, H(%) 4,07, N(%)
24.26.

HalgeHo. C(%) 62,42, H(%) 4,22, N(%)
24 30.

Macc-cnekrpomMeTpis (mriz): 347 (M*+1).

CrektTp S0epHOro MarHWTHOTC pesoHaHca
(DMSO-d, TMS BHYTpeHHWUHA cTaHgapT )

s 552 (2H, s), 6,70 (2H, d, J=8 Twu,
7,61 (1H, t, J=6 Tw), 7,67 (1H, d, J= 7 Tu),
7,76 (1H, t, J=6 Tu), 7,98-8,03 (Z2H, m),
8,42 (1H, d, J=7 '), 9,08 (2H, s).

Mpumep 21
OcyWwecTBNANM TaKk XKe, Kak orucaHo B
npumepe 10, nonyyunm cnegywuee
coeVHEHNE:
o
Z
17—
Ny,
-
Y
4-[N-{(4-HuTpodeHun)-N-(4-nuprannmetunia
MWUHQC] -4H-1,2 4-Tpnaaon McxoaHble
coeMHEeHNs:

4-[(4-HuTpodeHun)amMnHo]-4H-1,2 4-Tprason u
4-nukonun xnopug.

3nemeHTHLIR aHanua (Ana CigH1oNgOs2).

PaccuutaHo: C(%) 56,75, H(%) 4,08; N(%)
28,36.

HaiigeHo: C(%)56,67 H(%) 4,23 N(%)28,36.

Macc-cnekrpometpus (miz): 297 (M*+1).

CnekTp fA0epHOro MarHWMTHOMO pe3oHaHca
{(DMSO-Dg, TMS BHYTPEHHWIA cTaHaapT)

8 523 (2H, s), 6,27 (2H, d, J=9 Tw),

740 (2H, d, J=6 Tu), 818 (2H, d, J=9 Twu),
8,55 (2H, d, J=6Tu), 8,97 (2H, S).

Mpumep 22
OcyWwecTeNANM TaKk XKe, Kak oruMcaHo B
npumepe 10, nonyyunm cnegywuee
coeVHeHNe:
CH
T/
Ny, 1
)
z

4-[N-(4-LuaHoteHWn)-N-(4-HuTpodheHun)amu
HoJ]-4H-1,2,4-Tpnazon.

WcxopHble coefnHeHus:
4-[(4-umaHodheHun)amuHo]-4H-1,2 4-Tpraszon w
4-HUTpoBeH3nn bpomna.
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AneMeHTHLIR aHanma (ang CigH1aNgOs).

PaccuuTtarno: G(%) 60,00, H(%) 3,78; N(%)
26,24.

HaigeHo: C(%) 59,75, H(%) 3,71, N(%)
26,28.

Macc-cnekTpomeTpus (miz): 320 (M™).

CnekTp sOepHOro MarHUTHOMO peaocHaHca
(DMSO-Dg, TMS BHYTPEHHWIA cTaH4apT )

8 5,27 (2H, s), 6,74 (2H, d, J=9 Twu),
7,65 (2H, d, J=9 Tw), 7,77 (2H, d, J=9 Twu),
8,20 (2H, d, J=9 '), 8,90 (2H, s).

Mpumep 23
OCyLWecTBAANKM TaK XKe, Kak OnucaHo B
npumepe 10, nonyYunm cnepywolee
COeVNHEHNE!
o
z

| ="

M
@—CH

4-[N-(4-unaHobeHann)-N-(4-HuTpod eHun)amm
HOJ]-4H-1,2 4-Tpnazon.

WcxogHele COEBOWHEHWS:
4-[(4-HnTpodbeHun)amnHo]-4H-1,2 4-Tprason n
4-unaHobeHsun Spomua.

dneMeHTHLIR aHanua (ang CigHi2NgO2).

PaccunTaHo,%: C 60,00; H 3,78; N 26,24.

HangeHo,%: C 59,94; H 3,98; N 26,21.

Macc-cnekTpomeTtpua (m/z): 320 (M*, E).

CnekTp A0EpHOro MarHUTHOMO pe3oHaHca
(DMSO-Dg, TMS BHYTPEHHWIA cTaH4apT )

§ 527 (2H, s), 6,76 (2H, d, J=9 T,
7,57 (2H, d, J=9 Tu), 7.84 (2H, d, J=9 Twu),
8,20 (2H, d, J=9Tu), 8,91 (2H, s).

Mpumep 24
OcyWecTBAANM TaK Ke, Kak OnicaHo B
npumepe 10, nonyyunm cnegyolee
coefVHEHNE:
o
z

T7 S—s

Hy,
@—4!‘
3

4-[N-(4-HuTpocheHun)-N-[(4-TpuchTopMeTMN)O
eHaunlamuHo]-4H-1,2, 4-Tprnason.

cxogHele coeguHeHus:
4-[(4-HuTpodheHun)aMmuHo] -4H-1,2.4- Tprason un
4-(TpudpbTopmeTnn)beHann Gpomng,.

OneMeHTHLIR aHanua (ana CigHi2F3NsO2).

PaccuuTtaro: G(%) 52,90, H(%) 3,33; N(%)
19,28; F(%) 15,69.

HahgeHo: C(%) 52,88; H(%) 3,36, N(%)
19,38; F(%) 15,60.

Macc-cnekTpometpua (m/z): 363 (M™).

CnekTp A4EpPHOro MarHUTHOIO pe3oHaHca
(DMSO-Dg, TMS BHYTPEHHWIA cTaH4apT )

5/ 527 (2H, s), 6,78 (2H, d, J=7 Tw),

7,59 (2H, d, J=8 Tu), 7,72 (2H, d, J=8 Twu),
8,21 (2H, d, J=7 "), 8,91 (2H, s)

Mpumep 25

OCYLWECTBAANKM TaK XKe, Kak OnucaHo B
npumepe 10, nonyyunm cnegywouee
COeVNHEHNE!
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1-[N-(4-HWUTpoGeH3nN)-N-(4-HIUTpoheHunlaMm
Ho]-1H-1,2 4-Tprazon.

McxooHble coefnHEHUs:
1-[(4-HUTpodbeHn)amMuHol-1H-1,2 4-Tprason
N-HUTpobeHzun Bpomua.

3nemeHTHLIR aHanua (Ana CisH1oNgOy).

PaccuutaHo: C(%) 52,94, H(%) 3,55; N(%)
24 70.

Haigero: C(%) 52,668, H(%) 3,74, N(%)
24,62,

Macc-cnekTpomeTpus (m/z): 340 (M™).

CnekTp A4epHOro MarHUTHOTO pe3oHaHca
{(DMSO-dg , TMS BHYTpPeHHWiA cTaHaapT)

s 533 (2H, s), 6,75 (2H, d, J=9 Twu),
7,72 (2H, d, J=9 Ty, 8,10-8,27 (2H, m),

8,84 (1H, s).
Mpumep 26
OcylecTBNANM Tak XKe, Kak ornvcaHo B
npumepe 10, nony4unim cnegyolee
coeHEHKE:!
L)
@/ z
N T H—n
Y
-

1-[N-(4-6pombeHznn)-N-(4-HuTpodheHnnjamm
HoJ]-1H-1,2,4-Tpraszon.

MexogHble coenHEHUA:
1-[(4-HrnTpodeHnmamMmHo] -1H-1,2,4-Tpuaszon “
n-6pombeHann GpoMua.

3nemeHTHbIR aHanma (ang CisH1oBrNgO5).

PaccuutaHo: C(%) 48,15, H(%) 3,23; N(%)
18,72; Br(%) 21,35.

HargeHo: C(%) 48,00, H(%) 3,31, N(%)
18,72; Br(%) 21,42

Macc-cnekrpoMeTtpus (miz): 374 (M*).

CrneKktTp $4epHOro MarHWUTHOTC pPe3oHaHca
{(DMSO-dg, TMS BHYTPeHHUWIA cTaHaapT)

5 510 (2H, s), 6,76 (2H, d, J=9 Twu),
7,33 (2H, d, J=9 Tu), 7,54 (2H, d, J=9 Twu),
8,17 (2H, d, J=9 I'y), 8,20 (1H, §), 8,72 (1H, s).

Mpumep 27

OcyWwecTBNANM TaKk XKe, Kak orucaHo B
npumepe 10, Nony4unm cnegywuee
coeVHeHNe:

0,

1-[N-(4-unaHodeHnn)-N-(4-HuTpobeHann]amm
HoJ]-1H-1,2,4-Tpnazon.

MexoaHble coefuHEeHUs:
1-[(4-umaHodernun)amnHo]-1H-1,2 4-Tprason w
N-HATpOBEH3NN BpoMUA,.
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AneMeHTHLIR aHanma (ang CigH1aNgOs).

PaccuuTtarno: G(%) 60,00, H(%) 3,78; N(%)
26,24.

HaigeHo: C(%) 60,02; H(%) 3,21, N(%)
26,21.

Macc-cnekTpomeTpus (miz): 320 (M™).

CnekTp sOepHOro MarHUTHOMO peaocHaHca
(CDCl3z, TMS BHYTPeHHWA cTaHAapT)

s 5,04 (2H, s), 6,67 (2H, d, J=9 Twu),
7,54 (2H, d, J=9 Tu), 7,58 (2H, d, J=9 Twu),
7,96 (1H, s), 8,05 (1H, s), 8,21 (2H, d, J=9 I'W).

Mpumep 28

OCyLLecTBAANK TaK XKe, Kak OnWcaHo B
npuMepe 2, NONy4yunu cnegywllee coefuHeHue:

1-[Onc-(4-HuTpodhbeHnnyaMmmnHo]-4H-1,2,4-Tpua
3001.

WcxogHble coefMHEHWS:
1-[(4-HnTpodheHnn)ammHo] -4H-1,2,4-Tpuazon “
n- HWTpodTopbeH3onN.

OneMeHTHLIR aHanua (ang Ci4H10NsO4).

PaccunTtaHo,%: C 51,64; H 3,08; N 25,76.

HangeHo,%: C 51,39; H 3,43; N 25,36.

Magcc-cnekTpoMeTpusa (miz): 326 (M.

CnekTp A0epHOro MarHUTHONO pe3oHaHca
(DMSO-d , TMS BHYTPEHHWIA CTan4apT)

§ 7,22 (4H, d, J=9 Tu), 8,28 (4H, d,
J=9Tu), 837 (1H, s), 9,24 (1H, s).
CnpaBo4YHbIA nNpumep 6

L8]
Z

./
P

COCH
3

2,8 M yKCycHOro aHrngpuaa gobasunm K 15
MmN NMMPKUOMHOBOMO pacTeopa, cogepxkallero 0,62
r 4-[{(4-HuTpocbeHnn)ammnHo]-4H-1,2,4-Tprazona,
npY KOMHAaTHOW TemnepaType W nepemellvBany
nonyyeHHylo cMmeck B TedeHWe npUMmepHo 2
Yaco. [locne  3aBeplleHUA  peakuuu
pacTBOpUTENb yAanunu NOCpPeAcTBOM MEpPEroHKU
npu NOHWKEHHOM AaBneHWl, a K NonyyYeHHOMy
ocTarky pobaBvnKM HeoBxoOumoe KOMWYEecTBO
BOAHOro pacteopa rugapokapboHata Hatpus,
nocre 4ero STOT OCTATOK HEeCKONbKO pas
sKcTparupoBanu sTunaueTaTom.
OJtunaueTatHeld  GNOA  NPOMbINKM BOOOH U
npocywnny Hag ©e3BofHbiM CynbaTomM MarHug,
a pacTBOpWTEMb YAATNUMNA C MOMOLLLID NepPeroHKn
npK NOHWXEHHOM daBneHUd. OCTaTtoK ouUCTUNK
nocpeacTBoOM Xpomarorpacgum Ha
CUnUKarensHOM KOMoHKe ¢ nonydveHmem 0,52 r
4-[N-aueTun-N-(4-HUTpodeHnn)amMnHo]
-4H-1,2 4-Tpmasona M3  anwarta CMECHH
XxnopodopMa M MeTaHona B cooTHoweHun 100:

Magcc-cnekTpoMeTpusa (miz): 247 (M.
CnekTp A0epHOro MarHUTHONO pe3oHaHca
(CDCla, TMS BHYTPEHHWA cTaHaapT)
8 213 (3H, s), 7,49 (2H, d, J=9 Tw),
8,28 (2H, d, J=9 T'W), 8,52 (2H, s).
CnpaBo4HbIA Npumep 7
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Heobxogumoe KONUYecTBO 10%-Horo

yroneHoro nannagua pobasunn K 15 mn
MeTanoBere pacTteopa, cofepxawero 0,38 r
4-[N-aueTnn-N-(4-HuTpoceHun)ammnHo]

-4H-1,2,4-Tpuasona, a MnonyyYeHHylo CMech
noaseprann KatanvTWiecKoMy BOCCTAHOBMNSHUIO
B MNPWCYTCTBMM rascobpa3Horo Bojopoga Mnpu
KOMHAaTHOMH TemnepaTtypse B TeueHne
npuonuantensHe 40 MUHYT. NMocne 3aBepLleHKs
peakuWh kaTanusatop yaanuna ¢ MOMOLLbID
duneTpalnK, a8  NONyYeHHbld  dunsTpar
CKOHLIEHTPUPOBANA NPU NOHUKEHHOM AABNEHWN.

OcTaToK OMUCTMIN NnocpencTBoOM
Xpomarorpacu Ha CUNWKarensHoW KOMOHKe ¢
nonyveHnem 0,33 r

4-[N-aueTun-N-(4-amnHoeHunyammHo]-4H-1,2,4
-Thuaaona W3 afarta CMechbl Xnopodopma K
MeTaHona B cooTHoweHun 50:1.
Macc-cnekrpoMeTtpus (miz): 217 (M*).
CrekTp $4epHOro MarHWUTHOTC pPes3oHaHca
{CDCg3, TMS BHYTPEHHUWIA cTanaapT)
§ 197 (3H, s), 553 (2H, br), 6,58
{2H, d J=9Tu), 7,35 (2H, d, J=9Ty), 8,88 (2H, s).
CnpaBoYHbIA Npumep 8

T/ — Bxr

1 mn pacteopa 47%-Hold CoONsiHOW KWCNOThI,
cojepxallero 0,32 r 4-N-
aueTun-N-(4-amnHodeHn)aMmnHo]

-4H-1,2 4-Tprasona, oxnagunv oo temnepartyphsl
oT 0 go 5°C 1 nocteneHHo AoBaBnAnn K Hemy 1
M BOAHOro pactBopa, cofepxauwero 01 1
HUATpUTA  HaTpWua.  [lonydeHHyw  cMech
nepeMeLLnBany B Te4eHre npumepHo 20 MUHYT
npw TOW Xe Temnepartype. B pgancHeRdwem aTy
CMECb BbIIMNKM B 3apaHee NPUroTOBMNEHHLIA
XONOOHbLIA BOOHLIA pacTeop, codepxawumia 0,55 1
Opomnaa megn n 1 wmn 47%-HoA GpOMUCTOR
KMCNOTLI, a NoNnyYeHHy CMech nepemMellvBani
B TedeHwe npubnusntensHo 20 4acoB npwu
KOMHAaTHOW TemnepaType. PeakyWoHHYo CMech
HelTpanu1aoBanu BOAHLIM pacTBOPOM
rmapokapboHata HaTpus, Nocne Yero HECKOIbKO
pa3 SKCTparnpoBany aTUnaueTaTom.
OfpasoBaBWWACA  STUNALETATHLIA  CNOWA
NPCOMbINA BOAOW W NpOCYWMNKM Hag Ce3BodHbIM
cynbcpatom MarHua. PacTBopuTens yganunu
NoCpeacTBOM  MEPEeroHKM  Mpu  NOHWMKEHHOM
JaBneHWK ¢ nonydYeHunem rpybbiX KpUCTanmnos,
KOTOpble MNpPOMbIBanK 3hUpoM C BblaereHWem
0,28 r 4-[N-
aueTun-N-(4-6pomdeHmnn)amuHol-4H-1,2,4-Tpras
ona.

Macc-cnekrpomeTpua (m/z): 281 (M™).

CnekTp fA4epHOro MarHUTHOIO pe3oHaHca
(DMSO-dg, TMS BHYTPEHHUWIA cTaHaapT)

8/ 2,00 (3H, s), 7,74 (4H, m), 9,06 (2H, s).

CnpaBoYHbIA Npumep 9

Sena

5 mMn 4 N consaHol KuenoTel AoGaeunun k 0,22
r 4-[N-auetun-N-(4-
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opomdeHun)amuHo]-4H-1,2 4-Tpuasona, a
NOMyYeHHYI0  CMeChk  BhIOSpXWBAnM npwm
TeMnepatype 90°C B TeueHke 40 MUHYT. MNocne
OXNaxaeHWa HerTpannuaoBanu pacTeop BOAHLIM
pacTBOpoM kapboHaTa HaTpuda, a 3arem
HECKOIMBKO pas KCTparnposanu ero
aTUnaleTaTtoMm. ObpaaoraBLlUMACA
sTUMaUeTaTHelA  CrMoW  NpoMbiNnkM  BOJOW WM
npocywunn Hag 6e3BogHbIM Cynbdarom mMarHus,
a  pacTBopWTenb  YOanuna  NocpedcTBOM
NeperoHKM  NpW  NOHWKEHHOM  JABMeHWW.
[MonyJyeHHbIA OCTATOK OYUCTUMK € MOMOLLLHD
Xpomartorpaduin Ha CUNUKAreNsHOW KOmMoHke ¢
BolgeneHuem 0,18 1 4-[(4-BpomMdbeHnn)amrHo)
-4H- 1,2, 4-Tprasona M3 snwara  CMEeChLK
xnopodopMa M MeTaHona B cooTHowWweHun 50:1.

Macc-cnekTpomeTtpua (m/z): 239 (M™).

CnektTp A0epHOro MarHUTHOTO pesoHaHca
(DMSO-dg, TMS BHYTPEHHWIA cTaHaapT)

5 6,45 (2H, d, J=9 Tu), 7.41 (2H, d,
J=9Tu), 8,77 (2H, s), 9,62 (1H, s).

CrpaBoydHbIA npumep 10

7N\

o =ty A7

26,70 r TpeT-ByTOKCKMAA KanWs pacTBoOpWUnK B
100 mn ©Ges3ogHoro AMMeTuncynbdoKkckaa, K
cMecK noGaBunu 20,00 r
4-amuHo-4H-1,2,4-Tprazona, nocrne Yyero
nepemMeLLnBani NonyYeHHylo CMech B TeYeHue 2
4acoB NpW KOMHaTHOW TemnepaTtype. 3atem aa
NPOMEXYTOK BpeMeHW B 20 MUHYT B pacTBOp no
kannsam gobasunu 50 mn pacteopa 6e3BogHOro
AuMmeTuncynedokcunaa, cofdepxawero 11,00 r
5-cpTopbeHzocbypasaHa, nocne yero
nepemMelLnBani MonyYeHHyo CMeCb B TedeHue
15 MWUHYT. PeakuyWCHHYIO cMeck BN B 500
mn Boasl M 500 r nega, a satem npomsiny 200
Mn aTunauetara. B pansHeldllemM ¢ nomMollbo 1
N conAHOW KMCNOTHlI JOBENM pH pacTeopa 4o
7,0, 4To MpuBeno K BbiAENeHWo KPWCTANmoB.
MonyyYeHHble KpUeTannel cobpani NoCpeacTBOM
hunsTpauuKn, a OCTaBLWACA MaTOYHLIA pacTBOp
SKCTparvpoBann stTuyunaueTaTtom.
JTuUnaueTaTHeIA  cnod  MNpoMbINM  BOOACA W
HaCbIWEHHbIM  BOAHLIM  PacTBOPOM  XNopuaa
HaTpus, Nocne Yero NpocyLWunu Haga 6e3sodHbIM
cynbchaToM HaTpus. PacTBopuTens yaanumiu
NocpeACTBOM  MEePeroHKM NpU  NOHWKEHHOM
JaBneHWy, a nonyusHHble Takum obpas3om
rpybele KpucTannbl NepekpucTannuaoBant ua
sTaHona. BelgeneHHble KpucTannel obbeanHunm
¢ ob6pa3oBaBLIMMWUCA paHee KpucTannamu ¢
nonyyYeHnem 12,49 r [(4H-
1,2,4-Tpnazon-4-un)ammHo]oeHsod ypasaHa.

Macc-cnekTpoMeTpus (m/z): 202 (M™).

CnekTp AOepHOr0o MAarHUTHOMO pPeaoHaHca
(DMSO-dg, TMS BHYTPeHHWIA cTaHapT)

§ 6,09 (1H, dd, J=2 Tu, 1 Tu), 7,29
(1H, dd, J=10 Tu, 2 ly), 8,17 (1H, dd, J=10
My, 1My, 8,89 (2H, s), 10,46 (1H, brs)
CrpaBouHblid npumep 11

MC
M
|i>_m.
1

8,67 r TpeT-6yTOKCUMAA Kanus pacTBOPUNK B
36 mn GeaBogHOro AMMeTMncynbdoKchaa, K
cMecK nobasunu 5,00 r
4-amuHo-4H-1,2,4-Tprazona, nocrne Yyero
nepemMellnBan MoMyYeHHY CMechk B TeueHue
15 MWHYT NpW KOMHaATHOW Temneparype. B
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fancHeldllem 3a NPoOMeXyToK BpemeHn B8 10
MWHYT B pacTBOp NO Kannam AcGasunK 9 mn
pacTeopa ©Ge3BofHCro AuMeTuncynsgokeuaa,
cofepxauwero 3,23 1 2-hropbeH3oHUTpUNA,
nocne 4ero nepemelleand nonyvYeHHy cMech
B TeueHue elle 15 MUHYT. PeakyMoHHYK CMech
Bbimunv B 90 mn Boapl 1 90 r nbga, a 3aTeM
nomolwsw 1 N confAHOA KUcnoTel goeend pH
pacTBopa Ao 5,7. BoinaBwwve B 0canok
Kpuctannsl cobpani nocpedcTBOM hUnbTpaLni
W BbiCYyWWNKM C nonydeHuem 2,64 1 4-(2-
yraHoeHn)aMmuHo]-4H-1,2 4-tprazona.

Macc-cnekrpomeTtpus (miz): 185 (M*).

CrnektTp S0epHOro MarHWUTHOIC pes3oHaHca
{(DMSO-dg, TMS BHYTpeHHUI cTangapT )

§ 6,22 (1H, d, J=8 Tu), 7,05 (1H, my),
754 (1H, m), 7,74 (1H, dd, J=8 Ty, 1 Tw),
8,81 (2H, s), 10,14 (1H, s).

Mpumep 29
CH
H—
e
M /e \o
N
03 r 4-[(4-unaHoeHrnnaMmHO]

-4H-1.2 4-Tpnazona  gobaBinM  ManeHbKMMn
nopumamMun K cycneHaum 0,12 r rmgpuia Hatpua B
8 mn N,N-gumeTunchopmamMuia nNpu KOMHaTHOR
Temneparype. [locne pofaBneHus Bcero
BellecTBa peakUUOHHYK CMeCh NepemMellnBani
B TeuveHne 30 mMuHyT npu 50°C, a zartem
ocTyannn. Mo mepe oxnaxaeHus cMecK K Hel
noGasunu 0,42 r 5-¢propbeHaodypasaHa, nocne
JYero nepemMellvBan peakUuMOHHYH CMeCb B
TeuyeHWe 1 yvaca npuv 100°C. PacTBopuTenb
yaanuinu NocpeACTBOM NeperoHk1 npwu
MNOHUXEHHOM JAaBNeHWK, K NonyYeHHOMY OcTaTKy
nobaBvnu BoAy, a 3aTem sKcTparvpoBani cMech
XNOPOPOPMOM. XNOPOPOPMHBLIA CMNoK NPOMEINA
BOOOW W npocywund  Hag  6e3BodHbIM
cynbhaToOM MarHug, a pacTBOpWUTEnNb yaanunuy ¢
NOMOLWE  neperoHkd.  OcTaTcok  OuYUCTUNK
nocpeacTBOM XpoMartorpacguu Ha
cunukarensHOW KOMNoHKe ¢ nonydeHneM rpyobix
KpUCTannoB W3 anata CMeckio xXnopodopma K
MeTaHona B cooTHoweHnn 200:1. 37K rpybole
KpucTanmnsl nepekpucTannmMaoBanm 113
aTunayerara o BblAENEHWEM 0,17 r
5-[N-(4-upnarodeHnn)-N-(4H-1,2 4-Tpuasona-4-u
nmyamuHolbeHzodpaszaHa.

3nemMeHTHbIA aHanna (anga CqsHgN7O).

PaccuutaHo: C(%) 59,40, H(%) 2,99; N(%)
32,33.

HadgeHo: C(%) 59,43; H(%) 3,01, N(%)
32,38.

CnekTp fOepHOro MarHMTHOTO pesoHaHca
{CDCl3z, TMS BHYTPEHHWA cTaHgapT)

§. 7,06-727 (4H, m), 7,74 (2H, d, J=9

), 7,93 (1H, d, J=9 ), 8,49 (2H, s).

Mpumep 30

OCyLecTBNANK TaK K2, KaKk oOnucaHo B
npumepe 29, nonyyYnnm cnegywouiee
coeUHEeHUe:
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4-[N-(4-HuTpocheHnn)-N-(5-HuTponnpmuanH-2-
nnjamuHol-1 H-1,2 4-Tprvason.

HcxoaHele COBUHEHWS!
4-[(4-HnTpopeHun)amMmHo] -4H-1,2 4-Tprason n
2-6pOM-5-HUTPOMUPULUH.

OneMeHTHLIR aHanua (ang CysHgN7O4).

Paccuutarno: G(%) 47,71, H(%) 2,77; N(%)
29,96.

HaidpeHo: C(%) 47.46; H(%) 2,90, N(%)
30,04.

Macc-cnekTpomeTpus (m/z): 327 (M™).

Cnektp AOepHOro MAarHUTHOrO peaoHaHca
(DMSO-dg, TMS BHYTREHHWA cTaHaapT)

§ 6,77 (1H, d, J=9 Tuw), 7,74 (2H, d,
J=9 Tu), 8,38 (2H, d, J=9 I'u), 853 (1H, d,
J=9 1), 9,13 (1H, 8), 9,25 (2H, s).

Mpumep 31

H
|f>—~
I

CH

40 mn auetoHUTpWUna gobasunu K 500 mr
4-[(4-umaHoeHUMmamMuHol-4H-1,2 4-Tpuasona,
0,42 Mn 4-propbeHanmn Gpomuba U 746 Mr
kapboHaTa Kanva v nepemeLllMBani NOMyyeHHyo
CMecb B TeueHMe 2 4acoB MpWU KOMHATHOW
TeMneparype. PactBoputens yaanunu
nocpeacTBOM  MEePeroHKW NpW  NOHWKEHHOM
JaBneHun, K nonydeHHomy octatky aobasunu
BOAY, a  3arem 3KCTparvposan ero
XINOPOPOPMOM. XnopohopMHLIA Crnow
npocywnnn Hag 6e3BofgHbiM cynbcaTom MarHus,
a pacTBopuTens  yganunu c  MOMOLbH
neperoHki. Octatok NoABeprnM xpomartorpacdunm
Ha CUNWKArenbHOW KOMOHKE C  MomnydYeHvem
rpydbiXx  KpUCTannoB U3 afoata  CMEeChio
XnopodopMa M MeTaHona B cooTHoweHum 100:
2. 3K rpyGele Kpuetanne!
nepekpucrannuaoBanu M3  arunauerata ¢
BblaeneHnem 314 Mr
4-[N-{(4-ynaHodeHun)-N-(4-pTopbeHsun)ammnHol-
4H-1,2 4-Tprasona.

dneMeHTHLIR aHanua (ang CigHiaNsF).

PaccuutaHo: C(%) 65,52, H({%) 4,12; N(%)
23,88; F(%) 6,48.

HaidgeHo: C(%) 8553, H(%) 4,16, N(%)
23,93; F(%) 6,43.

Macc-cnekTpomeTtpua (m/z): 293 (M™).

CnekTp AOepHOro MarHUTHOMO pPe3oHaHca
(DMSO-dg, TMS BHYTPEHHWIA cTaHaapT)

& 5,05 (2H, s), 6,77 (2H, d, J=9 Twu),
7.04-744 (4H, m), 7,76 (2H, d, J=9 Tu),
8,78 (2H, s).

Mpmep 32

OCyWecTBAANKM TaK XKe, Kak OnucaHo B
npumepe 31, nonyyunm cnegywouiee
coeuHeHHe!
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4-[N-(4-xnopbeHann)-N-(4-unaHodeHnn)amm
HoJ]-4H-1,2,4-Tpnazon.

WexogHsle cOoeMHEHWUS:
4-[{4-umaHodpeHnn)amuHo] -4H-1,2 4-Tprason n
4-xnopbeHann Gpomnug,

3nemeHTHLIR aHanua (ana CigH 1oNsCl).

Paccuntano: C(%) 62,04, H(%) 3,90; N(%)
22,61; Cl(%) 11,45.

HargeHo. C(%) 61,97; H(%) 4,10; N(%)
22,59; Cl(%) 11,26.

Macc-cnekrpoMeTpis (miz): 309 (M*).

CnekTp SASpHOrO MarHWTHOTC pPesoHaHca
(DMSO-dg, TMS BHYTREHHUA cTaHaapT)

§f 5,07 (2H, s), 6,75 (2H, d, J=9 Tw),
7,37 (4H, s), 7,76 (2H, d, J=9 W), 8,80 (2H, s).

Mpumep 33

OcylecTBNANM Tak XKe, Kak ornMcaHo B
npumepe 31, nonyyunm cnegywolee
coefnHeHne:

H
|f>~—~
I

CH

4-[N-(4-unaHodeHnn)-N-(4-nogbeHann)ammH
o]-1H-1,2,4-Tpuason.

WexogHble COeNHEHUA:
4-[(4-umaHobenun)ammnHo]-4H-1,2 4-Tpnason W
4-nogbeHann xnopua.

3nemeHTHBIR aHanma (anga CigHaNsl).

Paccuntano: C(%) 47,90; H(%) 3,01; N(%)
17,46; 1(%) 31,63.

Havigero: C(%) 47,76, H(%) 3,05, N(%)
17.46; 1(%) 31,51.

Macc-cnekTpometpmna (mfz): 401 (M™).

CrnektTp S0epHOro MarHWUTHOIC pes3oHaHca
{(DMSO-dg, TMS BHYTPEHHUWIA cTaHaapT)

5 503 (2H, s), 6,74 (2H, d, J=9 Twu),
713 (2H, d, J=8 Tu), 7,68 (2H, d, J=8 Twu),
7,76 (2H, d, J=9Tw), 8,81 (2H, s).

Mpumep 34
OcyWwecTBNANM TaKk XKe, Kak orucaHo B
npumepe 31, nonyyYnnm cnegywouiee
coeHEHHE!
CH
H
|~
N
CF
2

4-[N-{(4-umnaHocpeHun
)-N-[{(4-TpupTOopMeTUN)OEH3UN]aMmnHo]-4H-1,2,4-
Tprason.

McxogHele coeguHeHus:
4-[(4-unaHocpermnnyamuHo] -4H-1,2 4-Tprason n
4-(TpucpbTopmeTun)beHsnn Gpomng,.
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OneMeHTHLIR aHanua (ang Ci7H1oN5F ).

Paccuutarno: C(%) 59,48, H(%) 3,52; N(%)
20,40; F(%) 16,80.

HaigeHo: C(%) 59,40; H(%) 3,59, N(%)
20,41, F(%) 16,48.

Macc-cnekTpomeTpus (miz): 343 (M™).

CnekTp sOepHOro MarHUTHOMO peaocHaHca
(DMSO-dg, TMS BHYTPEHHWIA cTaHgapT)

8§ 520 (2H, s), 6,75 (2H, d,J=9 T[w),

7,58 (2H, d, J=8 Tu), 7,71 (2H, d, J=8 Twu),
7,77 (2H, d, J=9T'u), 8,88 (2H, s).

Mpumep 35
OCyLWecTBAANKM TaK XKe, Kak OnucaHo B
npumepe 31, nonyYunm cnepywolee
COeVNHEHNE!
o
z
Ly
|~
s
1
5

4-[N-[(5-xnopTuodeH-2-unmmetun]-N-(4-HuTp
oeHun)amuHo]-1H-1,2 4-Tpuason.

cxoaHele COeAMHEHWS:
4-[(4-H1TpodpeHun)amMmuHo] -4H-1,2,4-Tprason n
2-xnop-5-(xnopmetun)tnodeH.

dneMeHTHLIR aHanua (ang CqyzH1gNsClO2S).

PaccuutaHo: C(%) 46,50; H{%) 3,00; N(%)
20,86; Cl(%) 10,56; S(%) ©,55.

HalpeHo: C(%) 46,30, H(%) 3,02, N(%)
20,78; Cl(%) 10,69; S(%) ©,48.

Macc-cnekTpoMeTpus (m/z): 335 (M™).

CnekTp AOepHOro MarHUTHOMO pPe3oHaHca
(DMSO-dg, TMS BHYTPEHHWIA cTaHaapT)

§ 530 (2H, s), 6,74-7,02 (4H, m), 8,20

(2H, d, J=10 "), 8,81 (2H, s).

Mpumep 36
OCYLWECTBAANKM Tak XKe, KaKk OnMucaHo B
npumepe 31, nonyYunm cnepywolee
coeVHEHNE.
o
z
Ly
|~
e
5

4-[N-(4-HuTpotheHnn)-N-(TneHnnmMeTun)amMmH
o]-1H-1,2,4-Tpuason.

HcxodHsle coefNHeHns:
4-[(4-HuTpopeHun)amMmuHo] -4H-1,2,4-Tprason n
2-(xNopMeTUn)TNogeH.

OneMeHTHLIR aHanua (ana CyzH11NsO2S).

PaccuutaHo: C(%) 51,82, H(%) 3,68; N(%)
23,24, S(%) 10,64.

HalipeHo: C(%) 51,94, H(%) 3,72, N(%)
23,10; S(%) 10,60.

Macc-cnektpomeTpus (m/z): 301 (M™).

CnekTp AOepHOro MarHUTHOMO pPe3oHaHca
(DMSO-dg, TMS BHYTPEHHWIA cTaHaapT)

§ 535 (2H, s), 6,80-7,02 (4H, m), 7,54
(1H, d, J=56 Tw), 8,20 (2H, d, J=10 Tu), 8,74
(2H, s).

Mpumep 37

OCYLWECTBMAANKM TaK XKe, Kak OnucaHo B
npumepe 31, nony4nnm cnepywouiee
coeHEHKE!
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4-[N-(4-6pomcbeHnn)-N-(4-ynaHobeHannamm
HO] -1H-1,2,4-Tpwa3on. McxoaHble coeduHeHWs:
4-[(4-EpomeHun)amuHol-4H-1,2 4-Tprazon u
-GpOM- M-TONYHUTPKI.

3nemMeHTHLIR aHanua (ana CqigHqoNsBr).

PaccuutaHo: C(%) 54,26, H(%) 3.41; N(%)
19,77, Br(%) 22,56.

HaidgeHo: C(%) 54,17, H(%) 3,55, N(%)
19,70; Br(%) 22,43.

Macc-cnektpoMeTtpus (miT): 354 (M™).

CnekTp S4epHOro MarHWTHOIO pes3oHaHca
(DMSO-dg, TMS BHYTPEHHWA cTaHgapT)

8 507 (2H, s), 6,66 (2H, d,J=10 Twuy,

7.45-7,90 (8H, m), 8,84 (2H, s).

Mpumep 38
OcywecTBnANM TaKk Ke, Kak orucaHo B
npumepe 31, Nony4unm cnegywuee
coeHEHHE!
™
H
|~
T
]
z

4-[N-(4-6pomdbeHnn)-N-(4-HuTpobeHznn)amm
HOJ]-1H-1,2 4-Tprazon.

WexonHble coenHEHUs:
4-[(4-6pomdpeHmmaMmnHo]-4H-1,2 4-Tprason u 4-
HUTPODeH3un GpomMug,.

3nemeHTHLIR aHanua (ana CisH12NsO2Br).

PaccuutaHo: C(%) 48,15, H(%) 3,23; N(%)
18,72; Br 21,35.

HaoeHo: C(%) 48,08, H(%) 3,39, N(%)
18,66; Br(%) 21,19.

Macc-cnekTpoMeTpis (mviz): 374 (M*).

CnekTp SA4epHOro MarHWTHOTC peaoHaHca
{(DMSO-dg, TMS BHYTPEHHUWIA cTaHaapT)

§/ 513 (2H, s), 6,68 (2H, d,J=8 Twu),
7,51 (2H, d, J=9 Tu), 7,65 (2H, d, J=9 Tu),
8,19 (2H, d, J=9 'y}, 8,88 (2H, s).

Mpumep 39
OcylecTBNANKM TaKk Xe, Kak onucaHo B
npumepe 31, nonyyYnnm cnegywouiee
coeUHEHHE!
CH

H
|~
I

4-[N-BeH3un-N-(4-uyuaHogeHun)amumHo]-4H-1,
2,4-Tpna3son.

WecxoaHele coefHeHusA:
4-[(4-umaHohbeHun)amuHo]-4H-1,2 4-Tprnaszon w
BeHaunn Gpomua,

3nemeHTHLIA aHanua (4na CqigHq3Ns).

Paccuntano: C(%) 69,80, H(%) 4,76; N(%)
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2544,

HahgeHo: C(%) 69,66; H(%) 4,84, N(%)
2543,

Macc-cnekTpoMeTpua (miz): 275 (M™).

CnekTp sAepHOr0 MarHUTHOMO pe3ocHaHca
(DMSO-dg, TMS BHYTPeHHWA cTaHgapT)

8 507 (2H, s), 6,76 (2H, d, J=9 W),

7,32 (5H, s), 7,76 (2H, d, J=9 W), 8,80 (2H, s).

Mpmep 40
OCYLWecTBAANKM TaK Xe, KaKk OnucaHo B
npumepe 31, nony4unm cnegywouee
coeHEHHE!
I+)
Z

M
|-
I

4-[N-6eH3un-N-(4-HuTpocheHun)ammHo]-1H-1,
2,4-Tpuason

cxeaHele COBOMHEHUS!
4-[(4-HuTpobeHzun)amuHol-4H-1,2 4-Tpuason n
BeHaun Bpomna,

OneMeHTHLIR aHanua (ana CisH13N5O0s).

PaccuutaHo: C(%) 61,01, H(%) 4,44; N(%)
23,72.

HaigeHo: C(%) 60,68; H(%) 4,49, N(%)
2567.

Macc-cnexkTpometpua (m/z): 295 (M™).

CnekTp AOepHOrO MarHUTHOMO peacHaHca
(DMSO-dg, TMS BHYTPEHHWIA cTaHgapT)

8 5,13 (2H, s), 6,79 (2H, d, J=9 Twu),
7,33 (5H, s), 8,20 (2H, d, J=9 'u), 8,83 (2H, s).

MNpurmep 41

OcylLecTBAANM Tak XKe, Kak OnMcaHo B
npumepe 31, nonyyunm cnegyolee
coefUHEeHHUE:

0

P
%

5-[[N-(4-umnaHodbeHun)-N-(4H-1,2 4-Tpruason-
4-nnyamuHo]meTnn]|6eHsodypasaH.

WecxogHele coeHeHNs:
4-[(4-umaHodpeHun)amMuHo] -4H-1,2,4-tprason u
5-6pommeTnnbeHzodhypazaH.

OneMeHTHbIR aHanua (ang CqgHq1N7O).

Paccuutano: C({%) 80,56, H{%) 3,49; N(%)
30,90.

HahgeHo: C(%) 80,36; H(%) 4,41, N(%)
31,05.

Macc-cnektpometpus (miz): 317 (M™).

CnekTp A0SpHOro MarHUTHOIO peaoHaHca
(DMSO-dg, TMS BHYTPeHHWIA cTaHapT)

5 527 (2H, s), 6,75 (2H, d, J=9 Tw),
7,61 (1H, d, J=9 Tw), 7,78 (2H, d, J=8 Iy,
8,02 (1H, s), 8,08 (1H, d, J=9 W), 8,99 (2H, s).

CH

2N

Mpumep 42

OCYLWECTBAANKM TaK XKe, Kak OnMucaHo B
npumepe 31, nony4unm cnegywouee
COeVNHEHNE!
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5-[[N-(4-HuTpodherun)-N-(4H-1,2 4-Tpnazon-4
- umamMuHolMeTun]oeHaoMhypasaH.

WexonHele COeMHEHUA: 4-[(4-
HWTPOMEHWT)aMUHO] -4H-1,2 4-Tpmason "
5-6pommMeTUNOeH3odhYpasaH.

BnemeHTHBIR aHanma (ana CisH14N7O3).

Paccuntano: C(%) 53,41, H(%) 3,29; N(%)
29,07.

HargeHo. C(%) 53,27; H(%) 3,38, N(%)
29,08.

Macc-cnekrpomMeTpis (miz): 337 (M*).

CnekTp SOepHOro MarHMTHONO pesoHaHca
(DMSO-dg, TMS BHYTREHHUA cTaHaapT)

& 533 (2H, s), 6,78 (2H, d, J=7 Tw),
761 (1H, d, J=9 TIu), 8,04 (1H, s), 8,09
(1H, d, J=2 Tu), 8,21 (2H, d, J=7 Iu), 9,03

(2H, s).
Mpumep 43
OcywecTBnaAnM TaKk Xe, Kak orucaHo B
npumepe 31, nonyyYunm cnegywouiee
coeuHeHHe!
CH
M
|~
N— cl1
c1

4-[N-(4-umaHodeHnn)-N-(3,4-guxnopbeHsnn)
amwnHo]-4H-1,2,4-Tpuaszon.

WecxonHele COeOMHEHUS!
4-[{4-unaHodpeHnnamuHo] -4H-1,2 4-tprason n
3,4-guxnopbeHann xnopua.

3nemeHTHLIA aHanua (4na CigHq1ClaNs).

Paccuntano: C(%) 55,83, H(%) 3,22; N(%)
20,35; Cl(%) 20,60.

HageHo: C(%) 5598; H(%) 3,27, N(%)
20,48 Cl(%) 20,46.

CnekTp f0epHOro MarHUTHOIO peaoHaHca
{(DMSO-dg, TMS BHYTPeHHUWIA cTaHaapT)

&5 509 (2H, s), 6,74 (2H, d, J=9 Twu),
7,31 (2H, dd, J=9 Ty, J=2 Tu), 7,60 (1H, d,
J=9 ), 7,63 (1H, d, J=2 Ty, 7,77 (2H, d,
J=9 ), 8,86 (2H, s).

Mpumep 44
OcyWwecTBNANM TaKk XKe, Kak orucaHo B
npumepe 31, nonyyYnnm cnegywouiee
coeHEHHE!
CH
H
I>
H
H_C
3
]
z

4-[N-(4-UnaHopeHNN)-N-[1-HUTpoheHNN)sTH
nlamuHol-4H-1,2 4-Tpuason.

McxoaHble COEOWHEHWSA:
4-[(4-umaHoheHUM)aMHo]-4H-1,2 4-Tpuason w

10

15

20

25

30

35

40

45

50

56

60

-21-

4-(1-noaaTUN)HUTPOBEH30M.

dneMeHTHLIR aHanua (ang Cq7H14NgOs2).

PaccuutaHo: C(%) 61,07, H(%) 4,22; N(%)
2514.

HaidgeHo: C(%) 80,92, H(%) 4,27, N(%)
2511.

Macc-cnekTpomeTtpua (m/z): 334 (MM).

CnekTp AOepHOrD MAarHUTHOMO peaoHaHca
(DMSO-dg, TMS BHYTPEHHWIA cTaHaapT)

s/ 1,48 (3H, d, J=7 Tu), 588 (1H, q,
J=7 Tu), 6,66 (2H, d, J=9 Tu), 7,68 (2H, d,
J=9 Tw), 7,74 (2H, d, J=9 Tu), 8,20 (2H, d
J=9 1wy, 8,77 (2H, s).

Mpumep 45

OCYLLEecTBNANKM TaK Ke, Kak OrnMcaHo B

)

npumepe 31, noayyYunu cnepywuwee
coefuHeHne:
CH

M

I}

M

2
2

4-[[N-{(4-ymaHodeHun)-N-[2-(4-HuTpocbeHnn)a
TunlamwHol-4H-1,2 4-Tprason.

WcxoaHele coenHEHUA:
4-[(4-unaHodpeHmn)amuHo] -4H-1,2,4- Tpuason n
4-HUTpotheHeTun Bpomua.

OneMeHTHbIR aHanua (ang Cq7H14NgOs2).

Paccuutano: C(%) 61,07, H{%) 4,22; N(%)
2514.

HaipeHno: C(%) 61,01, H(%) 4,26, N(%)
25,14.

Macc-cnekTpomeTtpua (m/z): 334 (M™).

CnekTp AOepHOro MarHUTHOrO peaoHaHca
(DMSO-dg, TMS BHYTPeHHWIA cTaHaapT)

§ 299 (2H, t, J=7 Tu), 4,18 (2H, t,
J=7 Ty, 6,26 (2H, d, J=C Tu), 7,61 (2H, d,
J=9 Tw), 7,72 (2H, d, J=9 Tw), 8,17 (2H, d
J=9 I'u), 8,88 (2H, s).

[Mpyumep 46

OCYLLecTBNANKM TaK Ke, Kak OrnMcaHo B

)

npumepe 31, nonyyunm cnegywouee
coefnHeHne:
CH
M
I>
M
Br

4-[N-(2-6pombeHann)-N-(4-unaHodeHun)amm
HoJ-1H-1,2,4-Tpnazon.

cxoaHele COeAMHEHWS:
4-[(4-umaHocpeHunamMuHo] -4H-1,2,4-tprason u
2-6pomOeH3nn BpoMua,.

dneMeHTHLIR aHanua (ang CigH42BrNg).

Paccuutarno: C(%) 54,26, H(%) 3.41; N(%)
19,77, Br(%) 22,56.

HalipeHo: C(%) 54,10, H(%) 3,32, N(%)
19,85; Br(%) 22,72.

Macc-cnekTpomeTpusa (m/z): 353 (M™).

CnekTp AOepHOro MarHUTHOMO pPe3oHaHca
(DMSO-dg, TMS BHYTPeHHWIA cTaHaapT)

8. 5,14 (2H, s), 6,75 (2H, d, J=9 Twu),
7.27-7,36 (3H, m), 7,65 (1H, d, J=7 Tu),
7,78 (2H, d, J=9 ), 8,80 (2H, s).

Mpumep 47
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OcylecTBNANM Tak XKe, Kak ornvcaHo B
npumepe 31, nonyyunm cnegyouee
coeVHEHNE!

CH

H
|~
H_ r

4-[N-(3-6pombeHann)-N-(4-ynaHodeHunnamm
HoJ]-1H-1,2,4-Tprazon.

WMcxopHble COeMHEHWS!
4-[(umaHobeHUN)amMnuHo] -4H-1,2 4-Tprason U
3-bpombeHanun Bpomua,.

3nemeHTHLIA aHanma (ana CqigHqBrNsg).

PaccuutaHo: C(%) 54,26, H(%) 3,41; N(%)
19,77; Br(%) 22,56.

HalaeHo: 54,16 3,29 19,89 22,59,

Macc-cnekTpoMeTtpus (miz): 353 (MY).

CnekTp fA0epHOro MarHWMTHONO pesoHaHca
(DMSO-dg, TMS BHYTPEHHUWIA cTaHaapT)

8. 509 (2H, s), 6,756 (2H, d, J=9 Tw),
7.27-7.34 (2H, m), 7,50 (1H, d, J=7 Tu),
7,56 (1H, s), 7,77 (2H, d, J=9 T'u), 8,86 (2H, s).

Mpumep 48

OcyllecTBNANM Tak Xe, Kak onucaHo B

npumepe 31, nonyyunm cnegywuee
coeVHEHNE!
/@:\0

N N

DaA'd

H

4]
Z

5-[N-(4-HuTpobeH3un)-N-(4H-1,2 4-Tprazon-4
-un)amuHo] GeHsodypasaH.

WMcxogHele coeguHeHus:
5-[(4H-1,2 4-Tprason-4- un)amuHo]
OeHsothypazaH n 4-HuTpobeHsun GpomMna.

3nemMeHTHBIA aHanna (ana CisH11N7O3).

PaccuuraHo: C(%) 53,41, H(%) 3,29; N(%)
29,07.

HageHo: C(%) 53,13; H(%) 3,28, N(%)
29,10.

Macc-cnekTpomeTpua (mfz): 337 (M™).

CnekTp A4epHOro MarHWTHOIO pe3oHaHca
(DMSO-dg, TMS BHYTREHHUA cTaHaapT)

5 529 (2H, s), 7,04 (1H, dd, J=10 Tu,
2 Tw, 715 (1H, d, J=2 Tu), 7,69 (2H, d,
J=9 Tu), 8,05 (1H, d, J=10 Tu), 8,21 (2H, d,
J=9Tu), 8,92 (2H, s).

Mpumep 49

OcyWwecTBNANM Tak Xe, Kak orucaHo B
npumepe 31, nonyYnnm cnegywouiee
coeUHEHKE:!

/@:\0

N N

D'l

H

r

5-[N-(4-6pombeHann)-N-(4H-1,2 4-Tprnason-4-
mn)amuHo] GeHsodypasaH.
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VcxogHble coeiMHEHUS!

5-[(4H-1,2,4-Tprazon-4-un)amuHoléeHzodyp
asaH W 4-bpombeHsun Bpomua.

OneMeHTHbIR aHanua (ang CisH11BriNgO).

PaccuutaHo: C({%) 48,54, H({%) 2,99; N(%)
22,64; Br(%) 21,53.

HahgeHo: C(%) 48,36; H(%) 3,03, N(%)
22,71; Br(%) 21,67.

Macc-cnekrpomeTpus (miz): 370 (M™).

CnektTp AOepHOro MarHUTHOrO peaoHaHca
(DMSO-dg, TMS BHYTPeHHWIA cTaHapT)

8 507 (2H, ), 7,02 (1H, dd, J=10 Tu,

2 Iy, 718 (1H, d, J=2 Tu), 7,31 (2H, d,
J=8 Tw), 7,54 (2H, d, J=8 Tu), 8,03 (1H, d,
J=10Twu), 8,83 (2H, s).

Mpumep 50

OcyWecTBAANM TaK Xe, Kak OnMcaHo B
npumepe 31, nonyynnm cnegywouiee
coeHeHHne:

NC

H

I>

H

b ol

4-[N-(4-6pombeHann)-N-(2-unaHodeHun)amm
HoJ]-4H-1,2,4-Tpnazon.

HcxoaHele COBUHEHWS!
4-[(2-umaHodpeHnn)ammnHo] -4H-1,2 4-tprason u
4-6pombeHann Gpomug,

OneMeHTHLIR aHanmna (ana CigHiaNsBr).

PaccuuTtarno: C(%) 54,26, H(%) 3.41; N(%)
19,77, Br(%) 22,56.

HalpeHo: C(%) 54,19, H(%) 341, N(%)
19,90; Br(%) 22,42.

Macc-cnekTpomMeTpus (m/z): 355 (M™).

Cnektp AOepHOro MAarHUTHOrO peaoHaHca
(DMSO-dg, TMS BHYTREHHWA cTaHaapT)

s/ 4,92 (2H, s), 7,37 (2H, d, J=9 Tw),
7,40-7,53 (2H, m), 7,54 (2H, d, J=9 Tu),
7,75-7,79 (1H, m), 7,89 (1H, d, J=8 Tu,
8,86 (2H, s).

Mpumep 51
OCyWecTBAANKM TaK XKe, Kak OnucaHo B
npumepe 31, nonyyunm cnegywouiee
coeuHeHHe!
]
Z
H
I~
NT
r

4-[[N-(4-6pomHachTaneH-1-nnmetun]
-N-(4-HUTpodeHun)amuHo] -4H-1,2 4-Tpuason.

McxogHele coeMHEHUA: 4-[(4-
HUTPOMEHWNN)aMUHO] -4H-1,2 4-Tpmason "
4-AMBpomM-1-meTUnHadTaneH.

OneMeHTHLIR aHanua (ang CigH14N5BrOs).

PaccuuTtarno: G(%) 53,79, H(%) 3,33; N(%)
16,51; Br(%) 18,83.

HaidpgeHo: C(%) 53,77, H(%) 3,38, N(%)
16,46; Br(%) 18,87.

Macc-cnekTpomeTpua (miz): 425 (M™).

Cnektp AOepHOro MAarHUTHOrO peaoHaHca
(DMSO-dg, TMS BHYTREHHWA cTaHaapT)

27124010 C1

RU



oLovcZclLZ N

0

5 5681 (2H, s), 6,90 (2H, d, J=9 Tu),
735 (1H, d, J=8 TIu), 7.68-7,83 (3H, m),
8,09-8,29 (4H, m), 8,64 (2H, s).

Mpumep 52
OcyWwecTBNANM TaKk XKe, Kak orucaHo B
npumepe 31, nonyyYunm cnegywouiee
coeUHEHHE!
—N

1-[N-(4-6pombeHann)-N-(4- Ll,maHocpeHmn)aMM
Ho]-1H-1,2 4-Tprazon.

I/lcxo,u,Hble COBOMHEHWS!
1-[{4-unaHocbeHnn)ammHo] -1H-1,2 4- Tpraaon u
4-bpombeHznn Bpomug,.

PUBUKO-XUMUYECKAE  XapakTepUCTUKN.

3nemeHTHLIA aHanma (ana CigHqoNsBr).

PaccuutaHo: C(%) 54,26, H(%) 3,41; N(%)
19,77, Br(%) 22,56.

HaigeHo: C(%) 54,30; H(%) 3.43; N(%)
19,84; Br(%) 22,75.

Macc-cnekTpoMeTpia (mvz): 353 (M*-1).

CnekTp sOepHOro MarHWMTHOrO pe3oHaHca
{CDClz, TMS BHYTpeHHWIA cTaHapT)

8 487 (2H, s), 6,69 (2H, d, J=9 Tu),
714 (2H, d, J=9 Tu), 7,47 (2H, d, J=9 Tu),
757 (2H, d, J=9 W), 7,87 (1H, 8), 8,03 (1H, s).

CnpaBouHbIA Npumep 12

4
I\\ —hH —@—4&"3

3,36 1 TpeT-6yTOKCMaOa Kanua Jobasunu K 15
mn  GeagogHoro  guMeTwncynbdokcMaa W
nepeMellrBan nomnyyYeHHylo cMeck B TeueHue
30 MUHYT Npy KOMHATHOR TemnepaType. 3aTeM K
pacTBopY AoGaBunn 252 r 4-
aMuHo-4H-1,2 4-tpuasona. [locne Tore, Kak
pPEeaKLWOHHYIO CMeCh NepeMellnBani B TedeHne
15 MWUHYT NpK KOMHATHOW Temnepartype, K Hel
pobasunn 1,64 1 4-chtopbeHaoTpudTopruaa W
nepeMelLnBany MonyYeHHy CMeck B TeudeHue
ewe 30 MUHYT NpW KOMHATHOW Temnepatype. K
peakyMoOHHOM cMecKu [obaBunu Bogy €O NbOOM,
nocne 4erc HenTpanuvsoBann 8Ty  CMECh
pasBefeHHOR CONsAHOM KMCNOTOW. Brinaewwve B
ocafok  Kpuctannel cobpann ¢ NOMOLLEH
cdunetTpauun ¢ nonydeHwem 1,93 r 4-[(4-
TpudpTopMeTUndeHnn)amHol-4H-1,2,4-tpnazon
a.

CnekTp A4epHOro MarHWTHOIO pe3oHaHca
(DMSO-dg, TMS BHYTPeHHWA cTaHgapT)

& 6,62 (2H, d, J=8 Tu), 7,60 (2H, d,

J=8Tu), 8,82 (2H, s), 10,06 (1H, br)

Mpumep 53
CF
3
17 “w—n
Ny,
-
B 0,23 r

4-[(4-TpndbTOpMeTMNdeHMN)amMUHo]-4H-1,2,4-Tpn
asona, 0,28 mn 4-6pombeHann Gpomuaan 0,17 1
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besBogHoro kapboHara kanua gobaswnu 15 mn
aueToHUTPpUNa W NepemMellnBani nonyYeHHyIo
CMECb B TeueHMe 3 4YacoB MpU KOMHATHOW

Temneparype. Pacteoputens yaanunu
nocpeacTeoM neperoHKu, Aobasnnun K
nonydeHHoMy — octaTky  Body, a  3artem
SKCTparMpoBanu ero XNOPOhOPMOM.
XNopodhOpMHBIA Cnow NpocyLnni Hag
0e3BoAHbIM cynbhaTom MarHms, a

pacTeoOpHUTEE YAAnKMNM ¢ NOMOLWBD NeperoHKA
NpPW NOHKXKEHHOM daBneHuK. OCTaTOK OUUCTUNK

NOCPEACTBOM xpomatorpacgum Ha
CUNWKarensHOMW KOMNOHKE C NomydYeHueM rpy6bix
KpUCTanmnoe W3 smoata  XJopochOpMOM.
BbloeneHHele rpyGble KpucTanmel

nepeKpucTannM3oBand K3  pacTBopuTens,
npedctaeBnawLiero coboid cMeck aTunaueTara W
schupa c nonyvyeHuem 0,22 r
4-[N-(4-6pomGeHann)-N-(4-TpuchTopMeTUNeHUn
JamuHo]-4H-1,2 4- Tpuasona.

OneMeHTHLIR aHanua (ana CigHqi2N4BrEa).

PaccuutaHo: C({%) 48,38, H(%) 3,05; N(%)
14,11; Br(%) 20,12; F(%) 14,35.

HaipeHo: C(%) 48,48, H(%) 3,04, N(%)
14,06; Br(%) 20,36; F(%) 14,12.

CnekTp AAepHOro MarHUTHOrO peaoHaHca
(CDCla, TMS BHYTPEHHWIA cTaHaapT)

8. 4,86 (2H, s), 6,74 (2H, d, J=9 Twu),
713 (2H, d, J= T, 7,49 (2H, d, J=9 Tu),
7,57 (2H, d, J=9Tw), 8,22 (2H, s).

TakuMm xe cnocobom, Kak STo OonucaHo B

npumepe 53, nonyyunm cnegywouwme
coefHeHns.
Mpmep 54
CH
| =
Ny,
CO_Me
z

4-[N-(4-unaHodheHun)-N-(4-meTokckapboHu
néexHsun)amuHol-4H-1,2 4-Tpuason.

McxoaHbele CoefNHEHWH!
4-[N-(4-unaHodeHun)amuHol-4H-1,2,4-Tpnazon  “
MeTun 4-6poMmeTunteHsoaT.

dneMeHTHbIR aHanua (ang CigHisNsOs2).

PaccuutaHo: C(%) 64,85, H{%) 4,54; N(%)
21,01.

HadneHo: C(%) 84,77, H{%) 4,54, N(%)
21,07.

Macc-cnekTpomeTtpua (m/z): 333 (M™).

CnektTp AOSPHOro MarHUTHOrO peaoHaHca
(DMSO-dg, TMS BHYTPEHHWA cTaHgapT)

5 3,84 (3H, s), 518 (2H, s), 6,74 (2H,
d, J=9 Tw), 7,49 (2H, d, J=9 Tw), 7,76 (2H,
d, J=9 Tu), 7,91 (2H, d, J=9 "y}, 8,84 (2H, s).
[Mpumep 55

L¢]
Z

s
Lo

CO_Me
Z

4-[N-(4-meToKCUKapGoHMNGeHann)-N-(4-HUTp
oeHun)amuHo]-4H-1, 2. 4-Tprason.
WcxogHble COEBONHEHWNSH:

27124010 C1

RU



oLovcZclLZ N

0]

4-[N-{(4-HuTpotheHun)amuHol]-4H-1,2 4-Tpuason wu
MeTun 4-BpoMmeTunoeHsoar.

3nemeHTHLIR aHanma (anga Cq7H15NsOy).

PaccuutaHo: C(%) 57,79, H(%) 4,28; N(%)
19,82.

HageHo: C(%) 57,60; H(%) 4,26, N(%)
19,86.

Macc-cnekrpomeTpua (m/z): 353 (M™).

CnekTp fA4epHOro MarHUTHOIO pe3oHaHca
(DMSO-dg, TMS BHYTPEHHUWIA cTaHaapT)

s/ 3,85 (3H, s), 525 (2H, s), 6,79
{2H, d, J=9 Tu), 7,51 (2H, d, J=8 Tw), 7,93
(2H, d, J=8 [u), 8,20 (2H, d, J=9 Iu), 8,88
{2H, s).

Mpumep 56

19_" "y

1-mMeTun-6-[[N-(4-HuTpodeHnn)-N-(4H-1,2 4-1
puason-4- unyamuHo] Mmetun] -1H-6eHsoTpuaszon.
MecxonHble coeUHEHUS:: 4-[N-(4-
HUTRODeHnN)amuHo]-4H-1,2,4-Tprazon
B-xnopmeTtun-1-metnn-1H- 6eHzoTpuason.

BnemeHTHLIR aHanua (4na CqigH14NgOs2).

PaccuuraHo: C(%) 54,85, H(%) 4,03; N(%)
31,98,

HageHo. C(%) 54,83, H(%) 4,05, N(%)
32,21.

Macc-cnekTpoMeTtpus (miz): 333 (MY).

CnekTp A4epHOro MarHWTHOIO pe3oHaHca
(DMSO-dg, TMS BHYTPEHHUWA cTaHgapT)

5 4,28 (3H, s), 534 (2H, s), 6,82 (2H,
d, J=9 ), 7,37 (2H, dd, J=9 Tu, 2 Tw),
7,84 (1H, d, J=2 Tu), 8,00 (2H, d, J=9 Tu),
8,21 (2H, d, J=9Tw), 8,91 (2H, s).

Mpumep 57
o
Fa
I
'Y

v
N ><—C|-|3

2-meTun-5-[[N-(4-HnTpocbeHnn)-N-(4H-1,2, 4-1
pnazon-4-unjamuHo] metun] -1H-6eHsoTpuason.

MexogHele coeguHeHus:
4-[N-(4-HUTpoheHun)amuHo] -4H-1,2,4-Tpuason
1  5-xnopmeTun-2-meTtun-2H-6eH3oTpuaszon.

3nemeHTHLIR aHanua (ana CigH14NgO2).

PaccuutaHo: C(%) 54,85, H(%) 4,03; N(%)
31,98.

Havigero: C(%) 54,68, H(%) 4,02, N(%)
32,08.

CneKkTp A0epHOro MarHWTHOMO pe3oHaHca
{(DMSO-dg , TMS BHYyTpeHHWiA cTaHaapT)

5 474 (3H, s), 528 (2H, s), 6,84 (2H,
d, J=9 T, 742 (2H, dd, J=9 Tu, 2 Twu),
7,84 (1H, d, J=2 Tu), 7,89 (2H, d, J=9 Twu),
8,21 (2H, d, J=9 Tw), 8,84 (2H, s).

Mpumep 58
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1-meTun-5-[[N-(4-HutpocbeHun)-N-(4H-1 2 4-1
puazon-4-unyamuHo] metun] -1H-b6eHsoTpunaszon.
WecxogHele coenHEHUS: 4-[N-(4-
HuTpodeHnn)amuHol-4H-1,2 4-Tprnazon v
5-xnopmetun-1-metnn-1H- GeHsoTpuason.

OneMeHTHbIR aHanua (ang CigHi4NgOs).

PaccuuTtaHo: G(%) 54,85, H(%) 4,03; N(%)
31,98,

HadgeHo: C(%) 54,77, H(%) 4,05 N(%)
32,08.

CnekTp A0epHOro MarHUTHOIO peaoHaHca
(DMSO-dg, TMS BHYTPEHHWIA cTaHgapT)

5 4,30 (3H, =), 530 (2H, s), 6,85 (2H,
d, J=9 Tu), 7,54 (2H, dd, J=9 Tu, 2 Tu),
7,84 (1H, d, J=9 Tw), 7,98 (1H, d, J=2 Tw),
8,21 (2H, d, J=9Twu), 8,84 (2H, s5).

Mpmep 59

N
4

L&)
Z

O

B-[[N-(4-HuTpoeHunn)-N-(4H-1,2 4-Tprnason-4
-unjamuHo] metun] - 1H- 69H3OTDM83OJ‘I

cxogHele coefHeHs:
4-[N-{(4-HuTpoheHun)amuHol-4H- 1,2 4-Tpuason
n 6-(xnopmeTnn)beH3oTpuazon.

Macc-cnekTpoMeTpus (m/z): 352 (M™).

CnekTp AOEPHOr0 MarHUTHOMO pe3oHaHca
(DMSO-dg, TMS BHYTPEHHWIA cTaHaapT)

5 531 (2H, s), 6,81 (2H, d, J=9 TIw),
7,52 (1H, dd, J=9 Tu, J=2 Tu), 8,06 (1H, d,
J=9 Tw), 817 (1H, d, J=2 Tu), 8,21 (2H, d,
J=9Tu), 8,89 (2H, s), 9,40 (1H, s).

Mpumep 60

O
Z

X \@‘

4-[N-[(2-6pomTrason-5-nnmetnn]-N-(4-Hutp
oheHun)amMuHo]-4H-1,2 4-Tpnason.

cxoaHele COBANHEHWS!
4-(4-HuTpobeHun)amuHo-4H-1,2, 4-Tprazon wu
2-6pom-5-(6poMmeTn)Thason.

OneMeHTHbIR aHanua (ana CqaH7zNgOoBrS).

PaccuutaHo: C{%) 37,81, H{%) 2,38; N(%)
22,05, S(%) 8,41; Br(%) 20,96.

HageHo: C(%) 37,64; H(%) 2,35 N(%)
21,96; S(%) 8,29; Br(%) 20,71.

Macc-cnekTpoMeTpus (m/z): 379 (M™).

Cnektp AOepHOrO MAarHUTHOMO pe3oHaHca
(DMSO-dg, TMS BHYTPeHHWIA cTaHaapT)
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§ 5,42 (2H, s), 6,83 (2H, d, J=10 Tw),
7,61 (1H, s), 8,21 (2H, d, J=10Tw), 8,88 (2H, s).
Mpumep 61
CH

X \@‘

4-[N-[(2-6poMTHas3on-5-unimetun]-N-(4aHo
deHun)amuHo-4H-1,2 4 -Tpuason.

WMcxonHble COBMHEHWS!
4-(4-yumaHodeHnN)aMuHO-4H-1,2,4- Tpuason w
2-6pom-5-(6pommeTn)Thason.

3nemeHTHbIR aHanma (ans Cq3HgNgSBr).

PaccuuraHo: C(%) 43,23, H(%) 2,51; N(%)
23,27, Br(%) 22,12; S(%) 8,88.

Havigero: C(%) 43,08, H{(%) 241, N(%)
23,27, Br(%) 22,27, S(%) 8,75.

Macc-cnekTpomeTtpus (mfz): 362 (M™).

CnekTp sOepHOro MarHWTHOTO pe3oHaHca
(DMSO-dg, TMS BHYTPEHHWIA cTaHgapT)

8§/ 5,36 (2H, s), 6,79 (2H, d, J=9 ),
7,58 (1H, 8), 7,79 (2H, d, J=9 T'u), 8,84 (2H, 8).
Mpumep 62

HCOCH
3
T “—n
Ny,
i
0,28 MmN yKCYCHOro  aHrugpuga  npu

KOMHATHOW Temnepatype Acobasvnmn Kk 10 mn
MYMPMOMHCBOrO pacTBopa, cogepxawero 0,35 r
4-[N-{4-amuHOheHKN)-
N-(4-6pombeHann)amuHo]-4H-1,2 4-Tprasona «
nepemellnBani MONyYeHHY CMeCb B TedeHue
20 wMuHyT. Tlocrne peakydd pacTBOpWUTENb
yaanuinu nocpeACTBOM NeperoHKk1 npw
MOHWXEHHOM JaBMeHUWKW, a K MonyYeHHOMY
ocTatky JofaBunn Heobxooumoe KONMMYEecTBO
BOAHOro pacTeopa kucroro kapboHata Hatpus,
nocrne 4ero SKCTparupoBanv  STOT  OCTaToK
aTMnayeTatom. 3TunaueTaTHLIA Crod NpoMbIIM
BoAOW u  npocywwmnu  Hag — 6e3aBoAHbIM
CynbchaToM MarHusa, pacTBopuTens yaanunuv ¢
MOMOLWGLID  MeperoHkKW  NpW NOHWMMKEHHOM
JaeneHun. OcTaToK CYUCTWNK  NOCPEeACTBOM
XpomaTtorpachid Ha cunuKkarensHoW KOMOHKe ©
nonyveHnem 0,33 r
4-[N-(4-aueTrnamrHoeHnn)-N-(4-6pomMOoeH3unn)
aMuHo]-4H-1,2 4-Tpkwasona W3 anwara CMEeChH
xrnopodopMa M MeTaHona B cooTHouweHun 50:1.

3nemeHTHLIR aHanua (ana Cqi7H1sNsOBr).

PaccuutaHo: C(%) 52,86, H(%) 4,18; N(%)
18,13.

HalgeHo: C(%) 52,85, H(%) 4,22, N(%)
18,24,

Macc-cnekTpomeTtpua (m/z): 387 (M™).

CnekTp SOepHOro MarHUTHOTO pe3oHaHca
(DMSO-dg, TMS BHYTPEHHWA cTaHgapT)

5 2,01 (3H, s), 4,86 (2H, s), 6,78 (2H,
d, J=8,0 Ty, 7,27 (2H, d, J= 8,6 Tu), 7,51
{4H, d, J=9,0 '), 8,75 (2H, s), 9,88 (1H, br).

Mpumep 63
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0,23 1 4-[(4-TpudpTpOomMeTUNEHUN)aMUHO]
-4H-1,2 4-Tpuasona  ManeHeKMMK  NopuUsamMu
agobasvnn kN, N-gumetundopmamuoHor
cycneHsuun, cogepxawer 0,04 r rugpuaa HaTpus.
MonyyYeHHY cMeck nepeMellnBand B TeYeHue
30 MUHYT nNpM  KOMHaTHOW Temneparype,
JoGaeunu k Heil 0,15 1 4-chTopHUTpOoGeH3ona K
nepemMelLnBan cMeck B TedeHue 15 MUHYT npu
100°C. PacTBOpuTENb VAANWNM MOCPeacTBOM
NeperoHkKM npu MNOHWKEHHOM AABNEHUW, a K
nonyvyeHHoMy ocTtaTky goGaeunuv Bogy, nocne
Jyero  sKeTparvpeeanM  ero XNnopodhopmom.
XNOpPOOPMHEIA  CMOA  NPOMbINW - BOAOA U
npocylwnnKu Hag 6e3Bo4HbIM CyNbdaToM MarHus,

a pacTBOpWTEMb  yJanunM C  MOMOLUBO
neperoHkn.  [MonyyeHHble TakuM  oGpasom
KpucTanmsl nepekpucTannMaoBany n3

pacTBOpPUTENSA, NPeaCcTaBnAwWero cobol cMmech
aTunayerata U scupa, ¢ nonydeHwem 280 mr
A4-[N-(4-HUTPOGeH3MT)-N-(4-
TpUdTOPMEeTUNGMEeHUN)aMUHO]-4H-1 2
a.

A-Tpuaszon

OneMeHTHLIR aHanua (ana CisH1gNsF302).

PaccuuTtarno: G(%) 51,68, H(%) 2,89; N(%)
20,05; F(%) 16,32.

HakpoeHo: C(%) 51,68, H(%) 2,84, N(%)
20,11 F(%) 16,22.

CnekTp A4epHOro MarHUTHOMO pe3oHaHca
(CDClg, TMS BHYTPEHHWIA cTaHgapT)

8 6,90 (2H, d, J=9 Tu), 7,24 (2H, d,
J=8 Tw), 7,72 (2H, d, J=8 Tu), 8,22 (2H, d,
J=9 Tw), 8,47 (2H, ).

Takim e cnocobom, Kak STO OnuMcaHo B
npumepe 53, nonyyunm cnegyowme
coeMHEHNS.

Mprmep 64

-[N-{4-unaHobeHsun)-N-(4-yrnaHocbeHnn)amuHo]-
1H-1, 2,4-Tprason.

cxogHele coeanHEHUA:
1-[N-(4-unaHodeHun)amurno] -1H-1,2 4-Tpraszon
1 4-ymaHobeHzun Gpomug.

OneMeHTHLIR aHanua (ans Cy7H41oNg).

PaccuntaHo: C(%) 67,99; H(%) 4,03; N(%)
27,98.

HahpoeHo: C(%) 87,94; H(%) 4,17, N(%)
27,98.

Macc-cnekTpomeTpua (m/z): 300 (M™Y.

CnekTp A0SpHOr0 MarHUTHONO pe3oHaHca
(DMSO-dg, TMS BHYTREHHWA cTaHaapT)

5 518 (2H, s), 6,70 (2H, d, J=9 W),
7,61 (2H, d, J=9 Tu), 7,75 (2H, d, J=9 Tu),
7,82 (2H, d, J=8 T'u), 8,19 (1H, s), 8,77 (1H, s).

Mpumep 65
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1-[N-(4-unaHodeHnn)-N-(4-meTokcnbeHsun)a
MWHO]-1H-1,2,4- Tpuason.

WexonHele COeNHEHUA:
1-[N-(4-unarnodeHun)amurol-1H-1,2,4-  Tpuaszon
N 4-mMeToKeUbeH3nN Xnopua,.

3nemeHTHLIA aHanus (ana Cqi7Hq5Ns0).

Paccuntano: C(%) 66,87, H(%) 4,95, N(%)
22,94,

HailgeHo: C(%) 66,88, H(%) 5,09, N(%)
22,92

Macc-cnekrpomMeTpis (miz): 305 (M*).

CrektTp S0epHOro MarHWTHOTC pesoHaHca
(DMSO-dg, TMS BHYTREHHUA cTaHaapT)

8 3,72 (3H, s), 493 (2H, s), 6,77 (2H,

d, J=9 I, 6,85 (2H, d, J=9 W), 7,23 (2H,
d, J=9 Tw), 7,74 (2H, d, J=9 Tw), 8,15 (1H,
s), 8,53 (1H, s).

Mpumep 66

r<>_..

1-[N-(4-xnopbeHaunn)-N-(4-ynaHodeHun)amm
HoJ]-1H-1,2,4-Tpraszon.

VcxonHble coefMHeHWs:
1-[N-{4-unaHoeHun)amudo] -1H-1,2 4-Tpuason
1 4- xnopBeHaun xnopua.

3nemeHTHLIR aHanua (ana CigH1aNsCl).

Paccuntano: C(%) 62,04; H(%) 3,90; N(%)
22,61, Cl(%) 11,45

HaigeHo: C(%) 61,85 H(%) 3,94, N(%)
22,64 Cl(%) 11,53

Macc-cnekTpomeTtpua (mfz): 309 (M™).

CnekTp s4epHOro MarHMTHOTO pPe3oHaHca
(DMSO-dg, TMS BHYTPEHHWA cTaHgapT)

&8 505 (2H, s), 6,74 (2H, d, J=9 Tw),
738 (4H, s), 7,75 (2H, d, J=9 Tu), 817
(1H, s), 8,66 (1H, s).

Mpumep 67

r@_ﬂ

Bxr
1-[N-(2-6pombeHann)-N-(4-ynaHodeHunyamm
HOJ]-1H-1,2,4- Tpuazon.

WMcxonHble COEMHEHWS!
1-[N-{4-unaHoeHnn)amuHo]-1H-1,2,4- Tpuason
W 2-6pombeH3un bpomua,.

3nemeHTHLIR aHanua (Ana CqigHoNgBr).

PaccuutaHo: C(%) 54,25, H(%) 3,41; N(%)
19,56, Br(%) 22,56.

Hadigero: C(%) 54,05, H(%) 342, N(%)
19,78; Br(%) 22,66.

Macc-cnekTpoMeTpis (mviz): 353 (M*).
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CnekTp s4epHOro MarHUTHOMO peaocHaHca
(DMSO-dg, TMS BHYTPeHHWA cTaHgapT)

s/ 510 (2H, s), 6,76 (2H, d, J=9 ),
7.24-734 (3H, s), 7,66 (1H, dd, J=9 Tu, 8
ry, 7,71 (2H, d, J=9 Tu), 817 (1H, s),
8,56 (1H, s).

Mprmep 68

r<>_u

CH

Br
1-[N-(3-6pombeH3nn)-N-(4-unaHodeHun)amm
Ho]-1H-1,2,4-Tprazon

cxoaHele coeguHeHus:
1-[N-(4-unaHodeHun)amurno] -1H-1,2 4-Tpraszon
n 3-6pombeHann GpomMug.

OneMeHTHLIR aHanma (ana CigHiaN5B.

PaccuuTtarno: G(%) 54,25, H(%) 3,41; N(%)
19,77, Br(%) 22,56.

HahgeHo: C(%) 54,08; H(%) 3,41, N(%)
19,78; Br(%) 22,64.

Macc-cnekTpomeTpua (miz): 353 (M™).

CnektTp A4epHOro MarHUTHOTO pesoHaHca
(DMSO-dg, TMS BHYTPEHHWIA cTaHaapT)

8§ 507 (2H, s), 6,72 (2H, d, J=9 W),
7,29 (1H, t, J=8 Tw), 7,38 (1H, d, J= 8 Tu),
7,49 (M1H, d, J=8 Tu), 7,61 (1H, s), 7,75
(2H, d, J=9 W), 8,19 (1H, s), 8,74 (1H, s).

Mpmep 69

1-[N-BeHann-N-(4-unaHodeHnn)amunHol-1H-1,
2,4-Tpuason

VcxogHele coeguHeHus:
1-[N-{4-unaHoeHumamuHol-1H-1,2 4-Tpuason wu
BeHaun Bpomua,

SneMeHTHbIR aHanma (ana CigHq3Ns).

PaccuntaHo: G(%) 69,80; H(%) 4,76; N(%)
2544,

HahgeHo: C(%) 69,72; H(%) 4,81, N(%)
2541.

Macc-cnekrpomeTpus (m/iz): 275 (M™).

CnekTp A0SpHOr0 MarHUTHONO pe3oHaHca
(DMSO-dg, TMS BHYTPeHHWA cTaHgapT)

8 503 (2H, s), 6,75 (2H, d, J=9 TIw),
7,28-736 (5H, m), 7,75 (2H, d, J=9 Tw),
8,62 (1H, s).

Mpumep 70

1-[N-(4-cbTOopBeHann)-N-(4-LumnaHodeHU)ammn
HoJ]-1H-1,2,4-Tpnazon.
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MexogHble coenHEHUA:
1-[N-(4-unarodeHunn)amuro] -1H-1,2 4-Tpraszon
W 4-cbtopbeHsnn Gpomug,.

3nemeHTHLIA aHanma (ana CigHqoNsF).

PaccuutaHo: C(%) 6552, H(%) 4,12; N(%)
23,88; F(%) 6,48.

HargeHo: C(%) 65,60; H(%) 4,23, N(%)
23,83; F(%) 6,47.

Macc-cnekrpoMeTtpus (miz): 293 (M*).

CrneKktTp $4epHOro MarHWUTHOTC pPe3oHaHca
{(DMSO-dg, TMS BHYTpeHHUWIA cTaHaapT)

5 5,02 (2H, s), 6,76 (2H, d, J=9 Tw),
7,03-747 (4H, m), 7,75 (2H, d, J=8 TIwu),
8,15 (1H, s), 8,60 (1H, s).

Mpumep 71

-[N-(4-unaHobeHaun)-N-(4-nogbeHann)amuH

o]- 1H 1, 2,4-Tpuaszon.

|/|CXO,D,HbIe coefNHEeHWs:
1-[N-(4-unaHoheHun)amuHo] -1H-1,2,4-Tprason
W 4-noabeHsun xnopua.

OnemeHTHLIR aHanua (ana CqygH aNsl).

PaccuuraHo: C(%) 47,90, H(%) 3,01; N(%)
17,46 1(%) 31,63.

HaihgeHo. C(%) 47,62, H(%) 3,00, N(%)
17,50; (%) 31,71,

Macc-cnektpoMeTtpus (miz): 401 (M),

CnekTp A4epHOro MarHWTHOIO pe3oHaHca
{CDClz , TMS BHYTPEHHWIA cTaHgapT)

5 4,85 (2H, s), 6,69 (2H, d, J=7 Tu),
7,01 (2H, d, J=8 Tw), 7,52-7,71 (4H, m),
7.87 (1H, s), 8,02 (1H, s).

Mpumep 72

HQ_N%/

1-[N-(4-umaHodeHnn)-N-(4-meTundeHann)am
WHO]-1H-1,2 4-Tprazon.

WexogHele coeguHeHus:
1-[N-{4-unaHoeHun)amudo] -1H-1,2 4-Tpuason
1 -BpOM-M-KCUNOT.

3nemeHTHLIA aHanua (4na Cq7HqsNs).

PaccuutaHo: C(%) 70,57, H(%) 5,23; N(%)
24 20.

HageHo. C(%) 70,46, H{%) 5,28, N(%)
2412,

Macc-crekTpomeTtpus (miz): 289 (M™).

CneKkTp A0epHOro MarHWTHOMO pe3oHaHca
{CDClz, TMS BHyTPeHHWA cTaHgapT)

5 2,32 (3H, s), 4,85 (2H, s), 6,71 (2H,
d, J=9 Tu), 7,11 (4H, s), 7,56 (2H, d, J=7
u), 7,80 (1H, s), 8,01 (1H, s).

Mpumep 73
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5-[[N-(4-umnaHodbeHun)-N-(1H-1,2 4-Tpuason-
1-vnjyamuHe] metun] - 6eHsodypasaH.

McxogHele CoOSNHEHUA:
1-[N-(4-unaHodeHun)amurol-1H-1,2 4-Tprason  u
4-6pommeTnnbeHaodypasaH.

OneMeHTHLIR aHanua (ang CigHq1N7O).

PaccuuTtarno: G(%) 60,66, H(%) 3,49; N(%)
30,90.

HakpgeHo: C(%) 60,51,
30,88.

Macc-cnektpomeTpus (m/z): 317 (M™).

CnekTp AOepHOro MarHUTHOTO pesoHaHca
(DMSO-dg, TMS BHYTREHHWA cTaHaapT)

8/ 5,26 (2H, s), 6,75 (2H, d, J=9 Tw),
7,68 (1H, d, J=9 Tw), 7,77 (2H, d, J=9 Tu),
8,03 (1H, s), 8,08 (1H, d, J=9 Iy, 8,22 (1H,
s), 8,89 (1H, s).

Mpumep 74

o

'@_ﬂ
N

5-[[N-(4-HuTpotheHun)-N-(1H-1,2,4-Tprazon-1
-unjamnHolmeTnn]-6erHsodypasaH.

McxogHele coefuHeHUs:
1-[N-{4-HuTpodheHun)amuHo] -1H-1,2 4-Tprason
n 5-6pommeTnnteHsodypasaH.

OneMeHTHLIR aHanua (ana CisH1qN7O3).

PaccuuTtaro: G(%) 53,41, H(%) 3,29; N(%)
29,07,

HahgeHo: C(%) 53,29; H(%) 3,32, N(%)
29,16,

Macc-cnexkTpometpua (m/z): 337 (M™).

CnekTp A4EpPHOro MarHUTHOIO pe3oHaHca
(DMSO-dg,, TMS BHYTpPeHHWA cTaHgapT)

&8 533 (2H, s), 6,78 (2H, d, J=9 W),
7,70 (1H, d, J=9 Tu), 8,07 (1H, s), 8,10
(1H, d, J=9 Twu), 8,20 (2H, d, J=9 Iu), 8,26
(1H, s), 8,95 (1H, s).

Mpumep 75

AN
19_" v

5
5-[N-(4-Tnasonunmetun)-N-(4H-1,2 4-tprnaso
n-4-unmyamuHo] BeHsodypasaH.

VcxogHele coeguHeHus:
5-[N-(4H-1,2,4-Tprason-4-un)amnHo]
OeHzodypasaH 1 4-XNopMeTUnThason.

OneMeHTHLIR aHanua (ana CigHgN7OS).

PaccuutaHo: C(%) 48,15, H(%) 3,03; N(%)
32,76; S(%) 10,71.

HahgeHo: C(%) 48,05, H(%) 3,05, N(%)
32,72, S(%) 10,60,

H(%) 3,53 N(%)

2N

27124010 C1

RU



oLovcZclLZ N

0]

Macc-cnekTpomeTpus (m/z): 299 (M™).

CnekTp A0epHOro MarHUTHOIO pe3oHaHca
(DMSO-dg, TMS BHYTPEHHUWA cTaHgapT)

8 5,26 (2H, s), 7,04-7,06 (2H, m), 7,75
(1H, s), 801 (1H, d, J=9 Tu), 8,77 (2H, s),
9,11 (1H, s).

CocTas Ang opanbHOro NpUMeHeHNs:

CepaueBuHa TabneTtku - CoaepxaHue (Mr)

CoegWHeHne npumepa 15 - 1,0

Nakroaa - 76,4

KyKypy3HbIli Kpaxman - 19,3

lMapokcunponunuennonosa - 3,0

CTeapar MarHusa - 0,3

Wroro - 100

Obonovka TabneTtki

FMApoKCUnponun metunuennonosa 2910 -
2.9

MNMonuaTuneHrnyukons 6000 - 0.4

HOwokcup, TutaHa - 1,6

Tanbk - 0,1

Uroro - 5

B cymme - 105

MNonyyeHne TabneTok Ha 1 Mr:

7 T coeguHeHWs M3 npumepa 15 u 534 8 r
NAakTo3bl cMelwann B NOMMSTUIEHOBOM MELLIKE.
CMece nepemewany W MU3MEnNLYANUM B
0O3UPOBOMHOW — MenbHUUEe  (NPOW3BOAWMOro
Hosakawa Micron Co. ). 541,8 1 MamensuYeHHOR
cMecM KW 1351 T KyKYpyaHorc Kpaxmana
CMeLLann o nofyvyeHns OgHOPOAHOA Macchl ©
cnonb3oBaHUeM obopygosaHug
{npownzeoanmore Ohkawara Manufacturing Co.),
OCYLLLeCTBINALWEro rpaHyIMpoBaHue 3UAKOCTH M
noKpeITWe ee oBonoykor. Ona rpaHynupoBaHua
3Ty cMmeck obpelaranu 210 r 10%-Horo pacTeopa
rmapoKkeunponunuennionossl. Mocne
BbiCYyLLWBAHWA ©OBpa3oBaBLUMEcs TpaHynbl
npotepny depea 20-A4eUCTOE CUTO, K HUM
pobasunun 2,1 r creapara MarHua. C nNomMoLL o
POTOPHOR MalUMHBI, MPOW3BCAALLER TabreTKu
{Bbinyckaemol Hata Ironworks Co.), a Takke c
MCNonb3oBaHUeM CTYMKK 6,5 MMde7,8R 13 3TUX
rpaHyn dopmupoBanm Tabnetkn secom B 100 mr.
B obopyaosaHuKn, npefHazHadeHHoOM And
NoKpbITMA 0bonouvkol (Npowasogumom Freund
Industrial Co.), Tabnetkn obpolarany 350 r
HAKOCTH, obpasytolleit obonouky [
coaepKallen 20,3 r
rMAPCOKCHMNPONMNIMETUNLENNONO3bI, 2,8 r
nonusTunenrnukona 6000, 11,2 r avokcupga
TWTaHa 1 0,7 T Taneka, ¢ NonyYeHem NoKpPbITLIX
nneHkol Tabnetok ¢ 5 Mr obonoukn Ha TabneTky.

Cbopmyna I/I306peTeHI/IFIZ
1. TpuwasonunsamelleHHoe  coedMHeHue
TPeTUYHOro amMuHa oblwen dopmynel |

@N—N<C® I

A—B

B KOTOpOW A npegcraBnaeT cobor NpocTyo
CBA3b WUIA HASLWYKD ankuiieHoBYK Tpynny,
B obosHavaer HU3WWA ankun, rpynny
chopmMy bl
1
R
z

HaARTUA, NUPWAKMN, TWEeHWN, TWa3onum,
BeH3oTprasonun, xuHonun, 6GeHaodypasaHun
Wnu 6eH30TWa30MNWN, BO3MOMHO 3aMelleHHbIS
OJHUM WU HECKONbKUMU aToMamMK ranoreHa unm
HW3LWWMMK anKUnbHBIMU TPYNNamu;

D-konbLo npegctaenget cobo@  rpynny

chopmMynbl
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=

nnwn GeHzohypasaHun;

E konbuo oboszHavaeT 4H-1,2,4-TprazonbHyo
rpynny unn 1H-1,2 4-TprasonbHyo rpynny;

R! ofoanadaer aTom BoJopoAda, AartoMm
ranoreHa, LiaHorpynny, HWUTpOrpynny,
TOUDTOPMETWI, HU3WWA ankun WNKu  HU3LWYIO
ANKOKCHTrpynny,

R? ofcaHavaeT aToM BOAOpOOAA WNK aTOM
ranoreHa;

R3 obo3HavaeT atom ranoreHa,
LuaHorpynny, HUTporpynny, TpUTopMeTn Unm
aMUHOIPYNMy nNpu  ycrnoBuMv, Y10 ecnu  oba

R' n R? senswotcs aTomamu xnopa, To A
npeactaenaet coboll MeTuneH,

MM ero dapmaueBTUHeckn npuemMnemas
Conb.

2. CoefMHeHMe wnu ero cone no n.i,
oTnryarolleecs temM, 4To B npeacraenget coboi
rpynny hopmynsl

1
R

Z

1 D-konbuo npefgcraenaetr cofoil rpynny
hopMy bl

<

3. CoefMHEHWE WNKW ero conb Mo n.2,
oTnnyalolleecs Tem, UTo RZ ABNAETCS aToMOM
BoAopoda.

4. CoeAuHEHME WM ero conb no n.3,
oTnMyalLleecs TeM, 4YTo R! asngetca atomom
ranoreHa, LWAHCIPYNNOA WK  HUTPOrpynnoi,

a R3 gpnfetca  uwaHorpynnod  wnu
HATPOPYMNOR.

5. CoegmnHeHre no n.1, oTNUYakoLLEeEecs TeM,
47O OHO npeacraenser cobon
4-[N-(4-6pombeHsun)-N-(4-unaHodeHnn)amMmnHol-
4H-1,2,4-Tprason Wnn ero conb.

6. CoeaMHeHWe No n.1, oTNM4YalWeecsa Tem,
yTO OHO npegcrasnsaet coboni
4-[N-(4-6pombeHann)-N-(4-HUTpoheHUn)aMuHo -
4H-1,2,4-Tprazon unu ero conb.

7. TpwasonunsamelleHHoe  coedUHeHue
TPETUYHOMG amrHa obler hopmynbl |

B KOTOPOA A npefctaenseT cobol NpocTylo
CBA3b UM HUBLLYIO ankWUNeHoBYIO rpynny;
B obGo3HavaeT HU3WWA ankan, rpynny
chopMynbl
1
R

Z

HacpTUN, NUPWAWN, TUEHWn, Tua3onun,
OeHzoTprasonun, xuHonwun, ©GeH3odypasaHun
unv 6eH30TWa30MNWN, BO3MOMHO 3aMelleHHble
OJHUM WNKU HECKONbKUMU aToMamy ranoreHa unm
HWZLWWMMK ankunbHbIMU TPYNNamuy;

D-konsuo npegcraBnger coboi  rpynny

chopMy bl

=

nnu GeHzoypasaHun,
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E-konbuo obosHavaeT
4H-1,2 4-TpUasontHyo rpynny nunu
1H-1,2,4-TprazonbHyd rpynny;

R! oBoaHauyaer arom BOAOPCAA, AaToM
ranoreHa, LraHorpynny, HUTpOrpynny,
TPUPTOPMETWN, HUSWWA ankun KW HASLWYIo
ANKOKCHUTPY NNy,

R? oBoaHavaeT aToM BOAOpOOA WX aTCM
ranoreHa;

R3 obosHavaeT aTtom ranorexa,
LuaHorpynny, HUTpoOrpynny, TpUdpTopMeTn HUnn
aMUHOIPYNMy npW  YCrnoBuMv, 41O ecnu oba
R1 1 R? gansorcs atomamu xnopa, to A
npegcTaengeT coboA MeTuneH,

WK e ero cofle B KadecTBe WMHrMbutopa
apomMarasbl.

8. WHrubupyowas apomaraay
chapmaLeBTUYECKaa KOMNO3ULME, BKMHOYaKOLWLas
B ceba ahdekTMBHOE KONMMYEeCTBO aKkTUBHOID
WHrpedueHTa K hapMaueBTHUYecKn NpUemMnemMsIi
HOCUTENb, OTNMHaWAACH TeM, YTO aKTUBHLIA
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WHrpeamueHT npegcrasnaet coboii
TpUasonun-zamMelleHHoe CcoeguHeHue
TPeTUYHOro aMmmHa opmMynel | MM ero cons no
nt.

MpUOpUTET MO NMYHKTaM M NpU3HaKam:

020991 -momn4 -6 wnonnt -3, 7 -
8, 3a ucknodeHneM npuaHakes nn.1, 7 1 8: D -
OeH3odypasaHneHaa rpynna; A - HM3WaA
ankuneHosas rpynna; B - Hadtun, TMeHun unm
OeHzodypasanun, npuyem rpynna B moxeT ObiTb
3amelleHa OfHUM WNW HEeCKONbKUMWA aToMaMu
ranoreHa; R' - BOAOPOL, R2 - ranoreH, npwu
ycrnoBuy, uTo ecn o6a R u R2 senawotcs
aroMamMu xnopa, 1o A - MEeTuneH, no n.2: A -
HM3LWas ankineHosas rpynna; R T BOACPOL;
RZ2. ranoung n npy ycnoBsuKn, 4To ecnmn oba RT
R? ABnsioTcs atoMami xnopa, To A - MeTUNeH;
no n.3: A - HM3WAaga ankMneHoBas rpynna; RT -
BOOOPOL, KOTOpblE WMelT MpUopWUTEeT  oT
02.12.91.
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Tabnwuya

TecTupyemoe coegUHEHHWe ICe;
CoeauHeHmne U3 npumepa 10 0,11 M
CoeguHeHune U3 npumepa 12 © 0,03 HM
CoepuHeHue na npumepa 15 0,13 HM
KoHTpOnbHOE coeauHeHne 0,41 HM
Tatbnwuya2
Tecrupyemoe coeanHeHue IC5, NS coeaMHEHNA K3 KoHTponsHoe
npumepa 15 cCoefuHeHne
WUHrubupyiowas akTMEHOCTL NO 0,37 1M 1,83 1M
OTHOLUEHUIO K apoMaTase Kpbic (A)
WHrubupyowas akTUBHOCTb MO 2,25 MM 3,18 MkM
OTHOLUEHWIO K aNbOCTEPOHY KpbIC (B)
CenektveHocTe (B/A) 6100 1700
Tabénuya3l
TecTupyemoe coegnHeHne ICey
CoenvHenue uz npumepa 10 7.0 MkM
CoeguHenune 13 npumepa 15 4,0 mekM
KoHTponbHoe coeWHEHUE 1,6 MKM
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$apmakonorudeckme AaHHsle ANs CoeQUHEHWA NO U30GpeTEHMNIO

Tabnunya4

A—B
Mp. Ne E koneuo R, A B in vitro in vivo
4 N CN npocT. CH, - - 67 %
|i>s1_ cBA3b
N
20 NQ, CH, 76 % -
/
N
21 NO, \J;\ 73 % -
!
‘\,}:‘
24 NO, @_CF 64 % -
3
35 NQO, <>—4:1 84 % N
37 Br _@_CN - 49 %
41 CN /\0 60 % -
O
42 NO, /\0 75 % -
OO
51 N02 87 % -
Br
56 NOz H3(I: 51 % =
O
59 NO, 47 % -
)
60 NO, s 74 % -
2
< P
25 N NO, CH, _@_No 88 % -
l- _ 2
D
73 CN 86 % -
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A-B
Mp. Ne E Konbuo D konbyo A B in vitro in vivo
49 N— /\3 CH, _@_Br 64 % -
> 1 XX
N
43 _@_CN 1 91 % -
— : ;41
39 _©—cu _@ 67 % -
46 oo Br 44 % -
47 _@_CN fr 51 % -
69 !il_ _©-cn CH, _@ 81 % -
NT
67 _@_CN Br 71 % -
68 _@_CN fr 91 % -

STV 3KCNEepUMEHTbI BblnK OCYLLECTBIIEHB! B COOTBETCTBUY CO CNOCOBaMM, NPUBELEHHLIMUA B

onncaHuu.

in vitro: % MHrMGupoBaHwa apomaTaskl KPLIC 3aABNEHHEIMU COSAMHEHUSIMI B KOHLEHTpaL/MK

10 HM.

in vivo: % UHrMBupoBaHWA NPOAYKLAU 3CTPagMona y KpbIC 3aABNEHHbIMW COSAMHEHUSIMA B
nose 0,3 mr/kr n.o.

-32-
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