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HOomiHo-peakuii 3-meTun-5-amiHonipasony
3 1-peHin-3-(4-ankokcudpeHin)nipason-4-kapbanbaerinamm
Ta 2,2-pumeTun-1,3-giokcaH-4,6-0ioHOM

MeTa. CuHTesyBaty 1-tbeHin-3-(4-ankokemdeHin)nipason-4-kapbanbaeriov i BCTaHOBUTW HanpaerneHICTb iX B3aemMo-
4il y TPMKOMMOHEHTHIN KoHAeHcauii 3 3-meTun-5-amiHonipasonom Ta 2,2-gumeTtun-1,3-giokcaH-4,6-gioHom.

Pe3synkTaTth Ta ix o6roBopeHHsi. CuHTe30BaHo psag 1-deHin-3-(4-ankokcudeHin)nipason-4-kapbanbaerigis
dopmintoBaHHAM apunrigpasoHie 3a Binbcmeriepom—Xaakom. [JomiHO-peakuii umMx anbgerigie 3 3-metunn-5-
amiHonipasonom Ta 2,2-gumeTtun-1,3-giokcaH-4,6-4ioHOM 3aBepLUyOTbLCS YTBOPEHHAM nipa3ono[3,4-blnipngo-
HOBMX CUCTEM.

EkcnepumeHTanbHa 4yactuHa. CuHTes 1-ceHin-3-(4-ankokcudeHin)nipazon-4-kapbanbaeriais 3aiicHeHo
hopMintoBaHHAM apunriapasoHiB B yMoBax peakuiji Binbcmeriepa—Xaaka 3 Buxogom 55—88%. Kum'atiiam y 2-npo-
naHoni CymiLli eKBiMONbHUX KiNbKOCTEW Uux anbaerigis, 3-metun-5-amiHonipasony ta 2,2-gumeTtun-1,3-aiokcaH-
4,6-pioHy ogepxaHo 3-metun-4-(1',3'-giapunnipason-4'-in)tetparigponipasono[3,4-b]nipuanH-6-oHn. Buxig LinboBmnx
cnonyk — 48—75%. CTpyKTypy i cknag ycix cMHTe30BaHUX peyoBuH aoBefeHo daHumu 'H AMP-, I4-cnekTpis Ta
€NeMeHTHUM aHani3om.

BucHoBku. BctaHoBNeEHO, Lo peakLji 1,3-aiapuna3amilleHnx nipason-4-kapbaneaeriais 3 3-metun-5-amiHonipazonom
Ta 2,2-gumeTun-1,3-giokcaH-4,6-4ioHOM € periocenekTVBHUMI | 3aBepLUYIOTECS YTBOPEHHSM BUKIHOYHO Nipa3ono[3,4-b]-
nipuanH-6-oHOBMX cucTeM. Taka HanpaBneHiCTb MPoLUECy BiAMOBiAAae B3aeMopii B-ByrneLeBoro atoma NMoBip-
HOro iHTepMeaiaTy, K1 YTBOPKETLCA Ha MepLUin cTagil 3 AiokcaHAioHy Ta anbAerigy, 3 ByrneueBuM HyKneo-
(iNbHUM LEHTPOM Yy Morekyni amiHoasony, a atoma Byrneuto C=0 rpynu giokcaH-4,6-4ioHy — 3 eK30LMKITIHHO
amiHorpyrnoto retepunaminy.

Knrodoei cnoea: tetparigponipasono[3,4-bnipnanH-6-onHu; 1-deHin-3-(4-ankokcudeHin)nipaszon-4-
kapbanbaerign; 3-metun-5-amiHonipason; 2,2-aumetun-1,3-giokcaH-4,6-0i0H; 4OMIHO-peakLil
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Domino-reactions of 3-methyl-5-aminopyrazole with 1-phenyl-3-(4-alkoxyphenyl)pyrazole-

4-carbaldehydes and 2,2-dimethyl-1,3-dioxane-4,6-dione

Aim. To synthesize 1-phenyl-3-(4-alkoxyphenyl)pyrazole-4-carbaldehydes and determine the direction of
their interaction in the three-component condensation with 3-methyl-5-aminopyrazole and 2,2-dimethyl-1,3-di-
oxane-4,6-dione.

Results and discussion. A series of 1-phenyl-3-(4-alkoxyphenyl)pyrazole-4-carbaldehydes was synthe-
sized from arylhydrazone by the Vilsmeier—Haak reaction. The domino-reactions of these aldehydes with 3-me-
thyl-5-aminopyrazole and 2,2-dimethyl-1,3-dioxane-4,6-dione lead to pyrazolo[3,4-b]pyridone systems.

Experimental part. The synthesis of 1-phenyl-3-(4-alkoxyphenyl)pyrazole-4-carbaldehyde was carried out
by formylation of arylhydrazones under the conditions of the Vilsmeier—Haack reaction with the yield of 55-88%.
Refluxing in 2-propanol equimolar amounts of these aldehydes, 3-methyl-5-aminopyrazole and 2,2-dimethyl-1,3-
dioxane-4,6-dione gave 3-methyl-4-(1',3'-diarylpyrazol-4'-yl)tetrahydropyrazolo[3,4-b]pyridin-6-ones with the yield
of 48—-75%. The structure and composition of all substances synthesized were proven by '"H NMR, IR-spectra
and elemental analysis.

Conclusions. It has been found that the reactions of 1,3-diaryl substituted pyrazole-4-carbaldehydes with
3-methyl-5-aminopyrazole and 2,2-dimethyl-1,3-dioxane-4,6-dione are regioselective and lead to the forma-
tion of pyrazolo[3,4-b]pyridone systems. This orientation of the process corresponds to the interaction of the 3-carbon
atom of the probable intermediate, which is formed at the first stage of the reaction from dioxandione and alde-
hyde, with the carbon nucleophilic center in the aminoazole molecule, and then the exocyclic amino group in the heterylamine
attacks the C=0 group in the dioxane-4,6-dione fragment.

Key words: pyrazolo[3,4-b]pyridin-6-ones; 1-phenyl-3-(4-alkoxyphenyl)pyrazole-4-carbaldehydes;
3-methyl-5-aminopyrazole; 2,2-dimethyl-1,3-dioxane-4,6-dione; domino-reaction
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JomMuHo-peakuum 3-meTun-5-ammHonupasona c 1-cheHnn-3-(4-ankokcudcpeHun)nmpason-

4-kapbanbgerngom u 2,2-gumetun-1,3-amokcaH-4,6-0uoHOM

Lenb. CuHtesunpoBatb 1-cheHun-3-(4-ankokcndeHnn)nmpason-4-kapbanbaernabl 1 yCTaHOBUTL HanpaBrieH-
HOCTb VX B3aMMOAENCTBUS B TPEXKOMMOHEHTHOW KOHAEeHcauun ¢ 3-MeTun-5-ammHonupasonom u 2,2-AuMeTun-
1,3-gnokcan-4,6-AnoHOM.

PesynkraTtbl 1 ux o6cyxaeHune. PopmmnnpoBaHMeM apunrnapasoHoB no Bunbcmeriepy—Xaaky CUHTE3MPOBaH
psa 1-cpbennn-3-(4-ankokenderun)nupason-4-kapbanesaernaos. [JoMMHO-peakummn aTux anbaernaos ¢ 3-MeTun-
5-amuHonnpasonom u 2,2-gumetnn-1,3-guokcan-4,6-guoHom 3aBepLuatoTcst obpasoBaHmem nupasono[3,4-b]-
NMPULOHOBbLIX CUCTEM.

OkcnepuMeHTanbHas YacTb. CuHTes 1-heHnn-3-(4-ankokcrdeHnn)nupason-4-kapbansaervaoB OCyLLECTBNEH
hopMMUnMpoBaHNEM apuUnrMapasoHOB B YCIOBUSIX peakumn Bunbcveliepa—Xaaka ¢ Bbixogom 55-88%. KunsueHnem
B 2-MponaHosne 3KBUMOMSPHbIX KONMMYECTB 3TUX anbaerngos, 3-metun-5-amvHonvpasona v 2,2-guvetun-1,3-
anokcaH-4,6-anoHa nonyyeHsl 3-metun-4-(1',3-gnapvnnupason-4'-un)tetparngponupasonol3,4-bJnMpnanH-6-oHbl.
Bbixog ueneBbix coegnHeHnin — 48—75%. CTpoeHne 1 cocTaB BCEX CUHTE3MPOBAHHbIX BELLECTB AOKa3aHbl JaH-
HblMK 'H AMP-, MK-cnekTpoB 1 aneMeHTHbIM aHanmn3om.

BbiBoAbl. YCTaHOBMEHO, YTO peakumn 1,3-aMapunsamMmeLleHHblx nnupason-4-kapbanbaerngoB ¢ 3-MeTun-
5-amvHonupasonom u 2,2-gumetun-1,3-anokcaH-4,6-4MOHOM pernocenekTyBHbI U 3aBepLualoTcs obpa3oBaHneM
nvpa3sono[3,4-bINpMaoHOBbLIX CcMCTEM. Takasi HanpaBEHHOCTL MpOoLIecca OTBEYAET B3aMMOLENCTBUIO 3-yriepoaHoro
aToma BO3MOXXHOIro MHTepMeamnaTta, 06pasytoLlerocst Ha NepBof cTaauy 13 AUOKCaHAMOHA U anbaervaa, ¢ yrie-
POAHBIM HYKNeodunbHbIM LEHTPOM B MONeKyrne amvHoasona, a atoma yrnepoga C=0O rpynnbl gnokcaH-4,6-
OMOHa — C 9K30LMKITMYECKON aMUHOTpynnow reTepunamMmmHa.
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Knrodeenie cnoea: TeTparngponvpa3sonol3,4-blnnpuanH-6-oHbl; 1-peHun-3-(4-ankokcudeHun)nmpason-4-
kapbanbaeruabl; 3-meTun-5-ammHonupason; 2,2-gumetun-1,3-anokcaH-4,6-410H; JOMUHO-peakunm

BaraToKOMIIOHEHTHI, KacKaZ[Hi Ta JOMiHO-peaKLil
€ IOTY>KHOI0 CTPATETI€I0 Y CHHTE3i KOMOIHATOPHUX
616.1i10TEeK CII0JIYK, IPU3HAYEHUX [IJIs] MOJIEKYJISIPHOTO
BUCOKONPOAYKTUBHOTO CKPHUHIHTY Y KJIITUHHUX i 6io0-
xiMmiuHux cucremax [1]. [lipasosio[3,4-b|nipuanHu Ha-
JIeXaTh J10 «IIpUBiJIel0BaHOI» rpynu 6i0J10TiYHO aK-
TUBHUX IeTepPOLMKIIIB 3aBAAKU IPUTaMaHHOMY IM
IIKPOKOMY CIIeKTpY papMaKoJIOTIYHUX BJIaCTUBOC-
Tell. Cepei HUX BUSIBJIEHO CIIOJIYKHU 3 Ba30AWJIaTaTOp-
HOIO Jli€l0, oIl0cepe;KOBaHOI0 AK npsamMoro NO-Hesa-
JIEXKHOIO aKTHBALi€I0 PO3YMHHOI I'YaHIIaTUUKJIA3U
[2, 3], Tak i ranbMiBHUM BIIMBOM 111010 pocdoaiec-
Tepasu [4], iHri6iTopu kiHa3 [5-10], y ToMy 4ucii
ryikoreHcuHTa3u kiHa3u-3 (GSK-3), nepcneKTUBHI
SIK OTeHI[iliHi 3aco0U BIJIMBY Ha iHCy/JiHOpe3uc-
TEHTHICTb [8, 9], aHTaroHicTu puIi3uHr-paKTOpa Kop-
tukoTponiny (CRF) [11], epekTrBHi npu cTpec-iHay-
KOBaHUX PO3J1a/IaX, Aenpecii, XxBopobi Asblireiimepa,
NICUX0AHOPEKCii, HAPKOTUYHIN Ta aJIKOTOJIbHIN 3a-
JIEXKHOCTI.

[cHY1OTB AiBi IPUHLIMIIOBI CXEMHU CUHTE3Y 4aCTKO-
BO TiJiporeHi3oBaHUXx 3,4-AM3aMillleHUX Mipa30Jio-
[3,4-b]nipuanH-6-0HiB: popMyBaHHS MipUAHUHOBOTO
KiJIbLisl HAa OCHOBI 5-aMiHomipa3oJty Ta 06y10Ba a30J1b-
Horo ¢gparMeHTa [Ji0 BXKe iCHy104oro nipuJMHOBOTO.
OcTtaHHi# croci6 € CHHTeTUYHO 0OMeXXeHUM 3 MPH-
YMH HU3BKOI JOCTYITHOCTI NIPUJATHUX JJI5 IIbOTO JH-
rizpoamiHonipuanHOHIB. [lepiua cxeMa € HaUGiIbIL
NOLIMPEHOI0 | I'PYHTYETHCA Ha peakLidax 3-3aMile-
HUX 5-amiHomnipazo.1iB 3 1,3-6iesieKTpodiIbHUMU CIIO-
JIyKaMH ab0 IX CHHTeTUYHHUMHU [loNepeHUKAaMU YU
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eKBiBaJIeHTaMHU. 3a OCTaHHI /iBa IeCATHUPIUYS, y TOMY
4yHcIi ¥ HaMu, 6yJ10 BUBYEHO KacKa/[Hi epeTBOpeH-
H{ 3a y4acTio 5-aMmiHonipasodis, 2,2-gumeTna-1,3-
JlioKcaH-4,6-110Hy Ta apOMaTU4YHUX aJIbJETi/iB, apuJi-
IVIIOKCaUTiB i KETOHIB, fAKi BeAyThb 10 4-apuj/apoin/
apuJBiHiza abo 4-cniponoxigHux nipasosio|3,4-b]mi-
puArH-6-0HIB [12-18]. Asie HasiBHICTb y MOJIEKYJTi
3-3amMileHoro 5-aMiHomnipasoJiy, OKpiM aMiHOTpyIH,
eHgouukaAidHuX N- Ta C*-HyK/JI€0dibHUX LIEHTPIB
YMOXKJIMBJIIOE GOPMYBaHHS Ha HOTO OCHOBI He JIUIIIe
nipazoJio[3,4-b]nipugrHoBoi, a ¥ nmipasoJsio[1,5-a]mi-
PUMIAMHOBOI cucTeM. Jlo TOrO K, y pa3i yTBOpeHHHA
Ha NPOMDXHIN cTaAil JoMiHO-peaklii HeCUMeTpHUU-
HUX 6iesieKTPOodiIbHUX CMOJIYK BUHUKAE MOXKJIUBICTh
oZiep>aTH cyMilii 4- Ta 6-okconipasosio|3,4-b]nipu-
JIHUHIB a60 5- Ta 7-okcomipasoJso[1,5-a]mipumiguHis
[12-18]. OTke, aKTyaJIbHUM € BUSIBJEHHS TaKHUX
KOMITOHEHTIB IIUKJIOKOH/IeH callii, ki 6 3a6e3mneuy-
BaJIU periocesIeKTUBHICTb Y GopMyBaHHI mipa3oJo-
[3,4-b]nipuanHoBOi cucTeMu. MeTa jaHoi po60TH T10-
Jsirae y cuHTtesi 1-dpeHin-3-(4-ankokcudeHin)mipa-
30J1-4-KapOanb/eriJiB i BCTaHOBJIEHHI HAalIpaBJIeHOC-
Ti ix B3aeMoyjii 3 3-MeTu/1-5-aMmiHonipaszosiom Ta 2,2-14-
MeTHuI-1,3-Ai0KcaH-4,6-1ioHOM (KucaoTor0 Mesbapyma)
y CIUPTOBOMY Cepei0OBUIIIi.

CunTes nmipasos-4-kapbanbaerifiB 4 3/1ilicHeHO
3a BizjoMo10 MeToIuKOI0 [19] dopMisntoBaHHSM rifpa-
30HiB 3 B ymoBax peakuii BinbcMmeliepa-Xaaka (cxema 1).
Bubip 3aMicHUKIB B apu/ibHOMY ¢pparMeHTi 06yMOB-
JIeHUH 6a’KaHHAM NiIBUIIUTH JinodiabHICTh Ipo-
AYKTIB UUKJIOKOH/JeHCcalil IuX ajbjerijiis 3 3-me-
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THJI-5-amiHomipa3osioMm Ta 2,2-auMeTua-1,3-aiokcan-
4,6-1i0HOM.

[Ipu KU’ ATIHHI eKBIMOJIbHUX KiJIbKOCTEMN asb/ie-
rigis 4a-h, aminy 51 2,2-gumertun-1,3-giokcas-4,6-
JlioHy 6 y 2-nipomnaHoJii BpoioBx 1-1,5 roa ogepxa-
Ho mipasoJio[3,4-b]nipugonu 7a-h 3 BUCOKUMU BU-
xo/1aMH (cxema 2). Cnosiyku isomepHoi 6yzosu 8-10,
YTBOPEHHS IKMX MOXKHA 6yJI0 6 04iKyBaTH BUXO/sI-
YU 3 HEEKBiBaJIEHTHOCTI peaKLiiHUX [IeHTPIiB y MO-
JIeKyJli aMiHOa30J1y 5 Ta NpOAYKTax KOH/eH calii i-
OKCaHJIiOHY 6 3 mipa3oJianbaerigamu 4a-h, B xxoj-
HOMY 3 eKCIIepMMEHTIB He 3adikcoBaHO.

BynoBy ofiep:kaHux peuoBUH 7a-h 1oBefieHO crieKT-
paJIbHUMU METOJAaMH, CKJIAJ NiATBEPIKEHO eJIEMEHT-
HUM aHaJizoM. B [Y-cnekTpax cnoayk 7 npucyr-
Hill HaGip cMyT morsiMHaHHA B o6Jacti 3234-3119
(NH, H-3B’s13aHa), 1665-1640 (C=0, cmyra Amig I),
1531-1525 cm™ (C-N, N-H, cmyra Awig 1), npura-
MaHHHUX IMKJIIYHUM aMizaMm, a Takoxk 1243-1248 cm!
(C-0-0).

Y cnekTtpax 'H AMP nipasosionipugoniB 7 npu-
CYTHI y HAaWOi/IbIII C/Ta6KOMY IOJIi YIIUpPeHi CUHTJIe-
TH NPOTOHIB ABOX NH-rpyn, MmysnsTUnIeT apoMaTUy-
HUX POTOHIB Mipa30J1iJibHOTO 3aMiCHUKA, a B 06J1ac-
Ti pe3oHaHCcy asnipaTUYHUX IPOTOHIB — CUTHAJIU Me-
TWIbHOI rpynu nipasosibHoro uukiy ta CH-CH,-dpar-
MEHTa YaCTKOBO TiiporeHi30BaHOro NipuguHOBOrO

Kisbld, fKi yTBopooTh ABX-cuctemy. Kiirouosoro
JlJ1s1 BUOOPY Ha KOPUCTH Nipa300nipuguHOBOI 7,
a He -nipuMiguHoBuX cucteM 9, 10 € HasgBHICTD
y CieKTpax curHasiiB npoToHiB NH-rpyn nipazosibHoro
(11,79-11,80 M. 4.) Ta mipuanHOBOro (10,26-10,28 M. 4.)
LMKJIIB I BiICYTHICTb CUTHAJly METUHOBOT'O IIPOTOHA
aMmiHomipa3osibHOTrO ¢pparmeHTa. Y BUNIAAKY yTBO-
peHHs mipasoJio[3,4-b|nipuanH-4-oHiB 8 curnan C°H
IpOTOHA MaB 6H Z0/IaTKOBE PO3LIENJIeHHS 32 paxy-
HOK B3aeMozii 3 NH-rpynoro nipuo0HOBOTO KiJbIIs.
IcHyBaHHs cniosiyk 7 y N?H-tayTomepHi# ¢popmi fo-
BeJleHO BUxoAda4U4 3 pe3ysbTaTiB NOE-ekcriepumeH-
Ty Ha pUKJaAi ciosyku 7a (puc. 1).

OnpomiHeHHs1 poToHiB C3-Me rpymnu ipu 1,78 M. 4.
cnipudnHAe Bigryk NH-mpoToHa nipa3osibHOro UKy

Puc. 1. Pesynstatn NOE-ekcnepumeHTy Ans cnonyku 7a
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(11,79 M. 4.) Ta npoToHa C*H mipuMHOBOTO Kisblls
(4,32 M. 4.), 110 CBiYMTB PO IX IPOCTOPOBY HABJIU-
YKEHICTb.

le y3ro>)kyeThbCA 3 aHaJIOTIYHUMHU JAHUMHU AJI
oJlepXKaHUX paHillle 4YaCTKOBO TiIpOreHi30BaHUX 3-Me-
TUJIPa30J0TiPUAMHOBUX CUCTEM, OY/I0BY SIKHX JI0-
Be/IeHO PeHTTeHOCTPYKTYPHUM JocikeHHAM [20].

MexaHi3M po3IVIAHYTOI JOMiIHO-peakKLil MOXXHa
npeACTaBUTU TAKUM YMHOM (cxeMma 3).

OT2xKe, HaIlpaBJIEHICTh IPOLECY BiZIIOBIJA€ B3aEMO-
Jiii 3-ByrJienieBoro aTomMa MMOBipHOTO iHTepMe/ia-
Ty A (Mixk A Ta B icHye piBHOBara), skuil yTBOpIO-
€ThCS1 HA MepuIil cTaAil 3 iokcaHAioOHY 6 Ta a/bje-
rizly 4, 3 ByryieLleBUM HYKJIeOQiIbHUM LIEHTPOM Y MO-
Jiekysii amiHoasouty (iHTepMeziaT C), a aToMa ByIJie-
uto C=0 rpynu giokcaH-4,6-ai0HY — 3 eK30LIMKJIIYHOIO
aMIiHOT'PYNOX0 aMiHOA30J1y.

PospaxyHkoBi 3HaueHHs log P, omepkaHi 3a j10-
NIOMOTOI0 BiJKpUTOro pecypcy www.vcclab.org, cBizi-
YyaThb NPO CYTTEBE NiJ|BUILeHHA JiNodiabHOCTI cro-
JIyK 7 y IOpiBHSIHHI 3 MOZle/IbHUM Mipa3osio[3,4-b]-
nipuavaoM 11. Aste siunie /11 TpbOX pe4OBUH 7a-C

BesinynHa log P BiAMOBi1a€ « MPUHIIUNY JIIKOMO/16-
HocTi» K. Jlininceki [22] (Tabauygs).

ExcnepuMeHTasibHa YaCTUHa

[ToBHOTY nepebiry peakiiiii Ta iHAUBIAYaNbHICTh
CUHTE30BaHHUX CIIOJIYK KOHTPOJIr0Ba/IM MeTogoM TIIX
Ha miactuHax Alugram® Xtra SILG/UV254 y cucre-
Mi rekcan-etuaanetat (10:1). [Y-ciekTpu peecTpy-
Basiu Ha npuiazi Perkin Elmer Spectrum One FTIR
y Tabsetkax KBr, cnektpu 'H IMP ozmep:kaHo Ha
cnektpoMeTpi Varian MR 400 (po3unHauk - DMSO-d,,
CDCl,, BuyTpiwHii ctangapt - TMC). EnemenTHUI
aHaJli3 BUKOHAHO Ha esleMeHTHOMY aHastizaTopi EA 3000
Eurovektor (CHNS-anasnis). Temnepatypu mnJaBJjieH-
Hsl BU3HA4YeHO 3a ionomoroto 610Ky Kodsiepa i He Bif-
KOpPEroBaHo.

1-(4-(Tekcagenuiokcu)denin)eran-1-ox 1h.
CroJiyKy CHHTE30BaHO 3a BiZjoMO0 METOAUKOIO [22].
Buxin - 83%. T. m1. 105-107°C. Po3paxoBaHo aJist
C,,H,,0,, %: C79,94, H 11,18. 3naiaeno, %: C 79,45,
H 10,74.'H AMP (400 MT'n, CDCL,), §, m.u.: 7,90 (2H,
n,J=8,0Ty, Ar-H), 6,89 (2H, g,/ = 8,0 I'y, Ar-H), 3,99

Ta6bnuusa
Po3paxoBaHi 3HaueHHA log P gnsa TeTparigponipasonol[3,4-blnipnanH-6-oHis 7a-h
Ta mogenbHol crionyku 11
Me
\
N—-N
\
N "Me
Me
HN
AN
N™ “N"0
H
11
Cronyka 11 7a 7b 7c 7d 7e 7f 79 7h
log P 1.22 4.05 3.90 4.63 5.02 541 5.83 6.67 8.98
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(2H, T, J, = 6,5 'y, J, = 1,8 I'y, OCH,), 2,53 (3H, ¢,
-COCH,),1,91-1,72 (2H, m, -OCH,CH,-), 1,43 (2H, kB,
J=7,3Tu,-0CH,CH,CH,-), 1,15-1,24 (24H, ¢, -C,,H,,-),
0,86 (3H, T,/ = 8,0 'y, -CH,). I4 (KBr), v, cm™: 2982
(CH,), 2891 (CH,), 1700 (C=0), 1254 (C-0-C).
Anbpnerigu 4a-h cuHTe3oBaHO 3a BioMOI0 Me-
ToAuKoIo [19].
1’-®enin-3’-(4-nentunokcudenin)-1H-mi-
pa3oJi-4-in1 Kap6aabjgeria 4e. Buxig — 88%. T. m.
63-65°C. Po3paxoBano gus C,,H,,N,0,, %: C 75,42,
H 6,63, N 8,38. 3naiieHo, %: C 75,08, H 6,22, N 8,12.
'H AMP (400 MT'y, AMCO-dy), 6, m.u.: 9,93 (1H, c,
-CHO), 9,26 (1H, ¢,CH,,), 7,95 (2H, 1, ] = 8,0 I'y, Ar-H),
7,85 (2H, 1,/ =8,7 'y, Ph), 7,53 (2H, T,/ = 7,8 'y, Ph),
7,38 (1H, T,/ =7,4 'y, Ph), 7,00 (2H, 1,/ = 8,8 'y, Ar-H),
3,98 (2H, 1,/ =6,5T1, -0CH,-), 1,70 (2H, T,/ = 6,7 I'yy,
-0CH,CH,-), 1,47-1,19 (4H, m, -C,H,-), 0,86 (3H, T,
J=7,0Tn, -CH,). I4 (KBr), v, cMm': 2976 (CH,), 2900
(CH,), 1669 (C=0), 1254 (C-0-C).
1’-deHin-3’-(4-rekcunokcudenin)-1H-mi-
pasoJi-4-in kap6ansaerig 4f. Buxin - 55%. T. .
55-57°C. PospaxosaHo gus C,,H,,N,0,, %: C 75,83,
H 6,94, N 8,04. 3naiiseno, %: C 75,42, H 6,59, N 7,86.
'H IMP (400 MT'y, AMCO-d,), 6, m.4.: 9,93 (1H, c,
-CHO), 9,24 (1H, ¢,CH,,,), 7,94 (2H, 1,/ = 7,9 I'y, Ar-H),
7,85 (2H, n,/=8,5Tn, Ph), 7,52 (2H, 1,/ = 7,8 T'y, Ph),
7,37 (1H, T, J = 7,3 Ty, Ph), 6,99 (2H, 5, ] = 8,7 'y,
Ar-H), 3,95 (2H, 1,/ = 6,5 ', -OCH,-), 1,67 (2H, T,
J=7,4Tn, -0CH,CH,-), 1,48-1,13 (6H, m, -C;H,-),
0,92-0,73 (3H, M, CH,). I4 (KBr), v, cm™: 2977 (CH,),
2893 (CH,), 1698 (C=0), 1252 (C-0-C).
1’-®enin-3’-(4-oktunokcudenin)-1H-mi-
pa3oJi-4-in kapo6aasperig 4g. Buxin - 74%. T. .
60-62°C. Po3paxoBauno gas C,,H,,N,0,, %: C 76,56,
H7,50,N 7,44. 3nakzeno, %: C76,59,H7,73,N 7,32.
'H AMP (400 MI'y, AMCO-dy), 6, m.u.: 9,97 (1H, c,
-CHO), 9,28 (1H, ¢,CH,,), 7,98 (2H, ] = 8,0 I'y, Ar-H),
7,89 (2H, n, /= 8,5 'y, Ph), 7,56 (2H, T,/ = 7,8 'y, Ph),
7,41 (1H, T, J = 7,4 Tu, Ph), 7,03 (2H, n, ] = 8,7 I'ny,
Ar-H), 4,00 (2H, T, = 6,5 'y, -OCH,-), 1,71 (2H, kB,
J=69Tn, -0CH,CH,-), 1,48-1,13 (10H, m, -C,H,,-),
0,93-0,77 (3H, M, -CH,). I4 (KBr), v, cm*: 2991 (CH,),
2875 (CH,), 1696 (C=0), 1254 (C-0-C).
1’-deHin-3’-(4-uernnokcupenia)-1H-mi-
pasoui-4-in kap6ansgerig 4h. Buxig - 57%. T. m.
65-67°C. PospaxoBano gaa C;,H,,N,0,, %: C 78,65,
H 9,07, N 5,73. 3Haiiaeno, %: C 78,13, H 8,82, N5,61.
'H AMP (400 MTIn, CDCL,), §, m.u.: 10,03 (1H, ¢, -CHO),
8,50 (1H, ¢,CH,,), 7,78 (2H, 1, ] = 8,0 I'y, Ar-H), 7,75 (2H,
nJ=77Tu, Ph),749 (2H, 1,/ = 7,5 'y, Ph), 7,37 (1H, T,
J=7,5Tu, Ph), 7,00 (2H, z,] = 8,0 I'y, Ar-H), 4,00 (2H, T,
J=6,6T1,-0CH,-), 1,79 (2H, M, -OCH,CH,-), 1,46 (2H, m,
-0CH,CH,CH,-), 1,19-1,28 (24H, m, -C,,H,,-), 0,86 (3H, T,
J=80Tu,-CH,). 4 (KBr),v, cm': 2988 (CH,), 2873 (CH,),
1700 (C=0), 1254 (C-0-C).
3arasibHa MeTOAMKA NPOBEAEeHHS TPUKOMIIO-
HeTHOI KOHAeH calii mipa3oJ-4-kap6a/ibaerijis

3 3-meTuia-5-amiHonipasosiom i 2,2-aumeTna-1,3-
JAiokcaH-4,6-ai0HOM. CyMilll eKBIMOJIBHUX KiJIBKOC-
Ter anpzeriay 4 (0,1 MmoJib), amiHoazoJty 5 (0,1 MMouib)
Ta KUCJ0TU Mesbapyma 6 (0,1 MMoJIb) KU ATHIH
y 5 Mu1 2-nponaHoJy BrpoAox 1-1,5 roa o yTBo-
peHHs ocaay, IKUH BiadiIbTPOBYBaIU Mic/s1 0X0J10/-
»KeHHS peakuiiiHoi cymiii i mpoMmuBanu Ha GinbTpi
2-nponaHoJioM. Criosiyku 7a-h He noTpebyBasu fo-
JlaTKOBOI OYMCTKH.
3-MeTtui-4-(1-denin-3-(4-rouin)-1H-nipasoi-
4-in)-2,4,5,7-teTpariapo-6H-nipaso.io[3,4-b]-
nipuanH-6-oH 7a. Buxia - 72%. T. ni. 57-59°C.
PospaxoBano 11 C,;H,;N:0, %: C 72,04, H 5,52, N 18,26.
3HaiizeHo, %:C72,18,H5,22,N 18,01.*H AMP (400 MI',
AMCO-dy), 6, m.u.: 11,79 (1H, ¢, -NH-), 10,26 (1H, c,
-CONH-), 8,15 (1H, ¢,CH,,,), 7,79 (2H, 1, ] = 8,0 I'y,
Ar-H), 7,56 (2H, i, ] = 7,7 T'y, Ph), 7,44 (2H,1,] = 7,8 'y,
Ph), 7,27 (1H, 1,J = 7,7 I'y, Ph), 7,24 (2H, 5, ] = 8,0 I'y,
Ar-H),4,34 (1H, nn,J, =611, J,=4,7 'y, -C*H,-), 2,63 (1H,
n,J=8Tn, -CH;-), 2,51 (1H, C°H, nepekput JJMCO-d,),
2,32 (3H, ¢, -CH,,,), 1,78 (3H, ¢, -CH,). I4 (KBr), v, cm:
3193 (NH (ur)), 2934 (CH;), 2886 (CH,), 1650 (NHCO (),
1601 (Ar), 1531 (NHCO (II)), 1503 (CNR).
4-(3-(4-MeTokcudenin)-1-¢penin-1H-nipa-
30J1-4-in1)-3-meTnin-2,4,5,7-rerparigpo-6H-
nipasouo[3,4-b]nipuauH-6-0H 7b. Buxin - 75%.
T. 1. 230-232°C. PospaxoBano s C,,H,,N.0,, %: C
69,16, H 5,30, N 17,53. 3naiigeno, %: C 68,73, H 5,61,
N 17,64.'H AMP (400 MI'u, IMCO-dy), §, m.u.: 11,79
(1H, ¢, -NH-), 10,28 (1H, ¢, -CONH-), 8,15 (1H, c,
CH,,.), 7,79 (2H, a, ] = 8,0 T'y, Ar-H), 7,59 (2H, g,
J=8,2Tu,Ph),7,44 (2H,1,J=7,8Ty, Ph), 7,24 (1H, T,
J=7,4Tn, Ph), 7,01 (2H, 5,/ =8,2 'y, Ar-H), 4,32 (1H, T,
J=7,4Tny, -C*H-), 3,77 (3H, ¢, -OCH,), 2,64 (2H, g,
J=7,5Ty, -C°H,-), 1,78 (3H, ¢, -CH,). 4 (KBr) v, cm:
3171 (NH (ur)), 2968 (CH;), 2891 (CH,), 1665 (NHCO (1)),
1600 (Ar), 1525 (NHCO (11)), 1504 (CNR), 1241 (C-0-C).
3-MeTua-4-(1-penin-3-(4-nponokcudenis)-
1H-nipa3osu-4-in)-2,4,5,7-terparigpo-6H-
nipa3soJio[3,4-bJnipuauH-6-0H 7c. Buxig - 64 %.
T. ma. 95-97°C. Pospaxosano ajs C,.H,:N:.0,, %:
C 70,24, H 5,89, N 16,38. 3uaiigeHno, %: C 70,11,
H5,62,N 15,61.'H AMP (400 MI'y, AMCO-d,), §, M.u.:
11,79 (1H, ¢, -NH-), 10,27 (1H, c,-CONH-), 8,14 (1H,
¢, CH,,), 7,78 (2H, n, ] = 8,0 T'y, Ar-H), 7,57 (2H, n,
J=8,3Twn,Ph),7,44 (2H,1,J=7,8Ty, Ph),7,24 (1H, T,
J=7,4Ty, Ph),7,00 (2H, 1,/ = 8,3 'y, Ar-H), 4,40-4,26
(1H, m, -C*H-), 3,93 (2H, T,/ = 6,6 T'y, -OCH,-), 2,63
(2H, g,/ = 7,6 T'y, -C°H,-), 1,77 (3H, ¢, -CH,), 1,71
(2H, kB, = 6,9 'y, -OCH,CH,-), 0,95 (3H, T,/ = 7,4 ',
-CH;). I4 (KBr), v, cm™': 3119 (NH (1)), 2990 (CH,),
2868 (CH,), 1667 (NHCO (1)), 1600 (Ar), 1524 (NHCO (11)),
1504 (CNR), 1246 (C-0-Q).
4-(3-(4-bytokcudenin)-1-penin-1H-nipa-
30J1-4-in1)-3-meTnsn-2,4,5,7-rerparigpo-6H-
nipa3oJio[3,4-b]nipuaun-6-oH 7d. Buxig - 71%.
T. mn. 105-107°C. PospaxoBano gus C,H,,N.0,, %:
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C70,73,H6,16,N 15,86. 3naiigeHo, %: C 70,88, H 6,26,
N 15,21.'H AMP (400 MI'u, IMCO-d,), §, m.u.: 11,79
(1H, ¢,-NH-), 10,27 (1H, ¢, -CONH-), 8,14 (1H, ¢, CH, ),
7,78 (2H, n,J=8,0 'y, Ar-H), 7,57 (2H, 1, ] = 8,2 T'y, Ph),
7,43 (2H, c,Ph), 7,24 (1H, ¢, Ph), 6,99 (2H, 5,/ = 8,2 'L,
Ar-H), 4,41-4,28 (1H, M, -C*H-), 3,96 (2H, ¢, -OCH,-),
2,63 (2H, n, ] = 7,6 'y, -C°H,-), 1,77 (3H, ¢, -CH,),
1,67 (3H, ¢, -OCH,CH,-), 1,40 (2H, ¢, -CH,-), 0,90
(3H, ¢, -CH,). I4 (KBr), v, cm™: 3204 (NH (m)), 2987
(CH,), 2877 (CH,), 1664 (NHCO (1)), 1600 (Ar), 1524
(NHCO (11)), 1503 (CNR), 1248 (C-0-C).
3-MeTua-4-(3-(4-(nentusiokcu)denin)-1-
denin-1H-nipason-4-in)-2,4,5,7-rerparigpo-6H-
nipasoJsio[3,4-b|nipuaun-6-0H 7e. Buxiz - 70 %.
T. n. 91-93°C. Pospaxosano auas C,,H,,N:.0,, %:
C71,19,H6,42,N 15,37. 3HaitneHo, %: C 71,28; H 6,72;
N 15,01.'H AMP (400 MI'u, IMCO-d,), §, m.u.: 11,80
(1H, ¢, -NH-), 10,28 (1H, ¢, -CONH-), 8,15 (1H, ¢, CH,),
7,78 (2H, 1,/ =8,0 Ty, Ar-H), 7,57 (2H, 1,/ = 8,2 'y, Ph),
7,43 (2H, 1,J=7,8Tn, Ph), 7,24 (1H, 1,] = 7,4 T'y, Ph),
6,99 (2H, 1, ] = 8,3 'y, Ar-H), 4,42-4,23 (1H, m, -C*H-),
3,95(2H,1,/=6,5T1, -0OCH,-), 2,64 (2H, 1,/ =7,7 ',
-C°H,-), 1,78 (3H, ¢, -CH,), 1,68 (2H, M, -OCH,CH,-),
1,44-1,22 (4H,m,-C,H,-), 0,85 (3H, T,/ = 6,9 'y, -CH,,).
I4 (KBr), v, cm™*: 3220 (NH (1)), 2974 (CH,), 2850
(CH,), 1667 (NHCO (1)), 1600 (Ar), 1535 (NHCO (II)),
1504 (CNR), 1243 (C-0-Q).
4-(3-(4-(Tekcunokcu)penin)-1-penin-1H-
nipasoJi-4-in)-3-metuna-2,4,5,7-rerparigpo-6H-
nipa3sousio[3,4-b]unipuauH-6-oH 7f. Buxig - 48%.
T. nn. 98-100°C. Po3paxoBano aasa C,H,, N0, %:
C71,62,H6,65,N 14,91. 3naiineno, %: C 71,23, H 6,48,
N 14,74.'H AMP (400 MI'y, IMCO-dy), §, m.u.: 11,79
(1H, ¢,-NH-), 10,27 (1H, ¢, -CONH-), 8,14 (1H, ¢, CH,),
7,78 (2H, n,] =79 Ty, Ar-H), 7,57 (2H, ,] = 8,3 I'yy, Ph),
7,43 (2H,T,J=7,7 'y, Ph), 7,25 (1H, 1, ] = 7,8 I'yy, Ph),
6,99 (2H, 1,/ =8,1Ty, Ar-H), 4,31 (1H, ¢c,-C*H-), 3,96
(2H, p, J = 8,0 'y, -OCH,-), 2,63 (2H, », ] = 7,5 T,
-C°H,-), 1,77 (3H, ¢, -CH,), 1,68 (2H, ¢, -OCH,CH,-),
1,38-1,25 (6H, m, -C,;H,-), 0,83 (3H, T,/ = 7,0 I'yy,
-CH,). I4 (KBr), v, cMm™: 3165 (NH (1)), 2992 (CH,),
2873 (CH,), 1666 (NHCO (I)), 1600 (Ar), 1527 (NHCO (1)),
1504 (CNR), 1243 (C-0-Q).
3-MeTtun-4-(3-(4-(oxtunokcu)dpenima)-1-
denin-1H-nipaso-4-in)-2,4,5,7-rerparigpo-6H-
nipa3oJio[3,4-b|nipuaun-6-0oH 7g. Buxin - 58 %.

Mepenik BUKopuctaHux mxepen iHdopmauii

T. nu1. 85-87°C. PospaxoBano ausa C,; H,N.O,, %:
C72,41,H7,09,N 14,07. 3narigeno, %: C 72,18, H 7,22,
N 13,88.'H AMP (400 MI'u, MCO-d,), §, m.u.: 11,80
(1H, ¢,-NH-), 10,28 (1H, ¢, -CONH-), 8,15 (1H, ¢, CH,,,),
7,78 (2H, 5, J = 8,1 T'y, Ar-H), 7,57 (2H, 1,/ = 8,3 I'y,
Ph),7,43 (2H,1,/=7,8Ty, Ph), 7,24 (1H,1,J=7,7 I'y,
Ph), 6,98 (2H, 1, ] = 8,2 I'y, Ar-H), 4,42-4,26 (1H, v,
-C*H-),4,03-3,88 (2H, M, -OCH,-), 2,63 (2H, 1,/ =8,0 I'yy,
-C°H,-),1,77 (3H, ¢,-CH,), 1,73 - 1,60 (2H, M,-OCH,CH,-),
1,47-1,10 (10H, m, -C,H,,-), 0,89 (3H, 1, / = 8,0 I'y,
-CH;). I4 (KBr), v, cm™: 3223 (NH (1)), 2988 (CH,),
2871 (CH,), 1667 (NHCO (1)), 1600 (Ar), 1521 (NHCO (1)),
1503 (CNR), 1244 (C-0-C).

4-(3-(4-(Texkcagenunokcu)denin)-1-peni-
1H-nipa3o.s-4-in)-3-metnn-2,4,5,7-rerparigpo-
6H-niipa3zoJio[3,4-buipuauH-6-0H 7h. Buxig - 72%.
T. 1. 105-107°C. PospaxoBano ass C;gH: N0, %: C
74,84, H 8,43, N 11,48. 3naiizeHo, %: C 74,26, H 8,72,
N 11,21.'H AMP (400 MI'y, AMCO-d,), §, m.u.: 11,79
(1H, ¢,-NH-), 10,27 (1H, ¢, -CONH-), 8,16 (1H, ¢, CH,,),
7,78 (2H, n, ] = 8,0 I'y, Ar-H), 7,60 (2H, n, / = 8,0 I'y,
Ph),7,46 (2H,1,J=8,0 'y, Ph), 7,27 (1H, 1,/ = 8,0 I'yy, Ph),
7,01 (2H, n,J =8,0 'y, Ar-H), 4,34 (1H, 1z, J, = 8,0 ',
J, =6,0 'y, -C*Hy-), 3,97 (2H, T, ] = 6,0 'y, -OCH,-),
2,67 (1H, g, J, =8,0 Ty, J, = 4,0 'y, -C°Hg-), 2,51 (1H,
C°H,, nepekpuTt IMCO-d,), 1,80 (3H, ¢, -CH,), 1,71
(2H, m, -OCH,CH,-), 1,40 (2H, m, -OCH,CH,CH,-),
1,18-1,23 (24H, m, -C,H,,-), 0,83 (3H, T,/ = 7,0 I'y,
-CH;). I4 (KBr), v, cMm™: 3234 (NH (1)), 2944 (CH,),
2839 (CH,), 1674 (NHCO (I)), 1600 (Ar), 1524 (NHCO (1)),
1504 (CNR), 1248 (C-0-C).

BUCHOBKM

BcraHoBJieHO, 110 peakuil 1,3-giapya3amilieHux
nipa3oJi-4-kapb6asberiais 3 3-MeTU/I-5-aMiHomipaso-
JIOM Ta 2,2-1uMeTu-1,3-niokcan-4,6-1i0HOM € perio-
CeJIeKTUBHUMU | 3aBepIUYIOTbCS YTBOPEHHAM BUK-
JIIDYHO nipa3o0J10[3,4-b]nipuuH-6-0HOBHUX CUCTEM.
Taka HanpaBJIeHICTb IPOLECY BiANOBiZja€ B3aEMO|i
[-BymielnieBoro aToMa UMOBIpHOT0 iHTepMe TiaTy, TKUI
YTBOPIOETBHCA Ha Nepulii cTaAil 3 JioKcaHAIOHY Ta
aJbJierify, 3 Byr/jieeBUM HyK/1eopiIbHUM LIEeHTPOM
y MOJIeKyJi aMiHOa30J1y, a aToMa Byreno C=0 rpy-
4 I0KCaH-4,6-i0HY - 3 eK30LUKJ/IIYHO aMiHOrpy-
[IO10 TeTepUJIaMiHy.

KoHdutikT iHTepeciB: Bi/icyTHiH.
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