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[JomiHo-peakuil i3aTuHiIiB 3 5-amiHonipa3zonamu
Ta 2,2-anmeTtnn-1,3-aiokcaH-4,6-4ioHom

MeTa po6oTun — BCTAHOBUTW HanpaBrieHiCTb B3aeMO/Ii i3aTuHiB 3 5-amiHonipasonamu Ta 2,2-gumetun-1,3-
fiokcaH-4,6-4i0HOM Y pi3HUX YMOBaX.

Pe3ynbraTy Ta ix o6roBopeHHs. [JoMiHO-peakuii i3aTuHiB, 5-amiHonipasonis Ta 2,2-aumeTnn-1,3-giokcan-
4,6-pioHy (kncnotn Menbapyma) y CnMpTOBOMY CEpPeOBHLLi 3aBEPLLYIOTLCS YTBOPEHHAM CyMiLli nipa3ono[3,4-b]
nipuanH-4-cnipoiHAoniHoHiB Ta 3-(5-amiHonipason-3-in)-3-rigpoKcn-2-0KCiHAONIHIB 3 NepeBaXHNUM BMICTOM Cni-
po-cronyk. 3-(5-AmiHonipa3son-4-in)-3-rigpokcu-2-okCiHaoniHM NyLe B pe3ynbraTti peTpopo3nany Ha BUXiaHi i3aTuH
Ta amiHomnipason y NpUcyTHOCTI Kncnotn Menbapyma MOXyTb AyKe NOBIMbHO 3 HU3bKUMW BUXOAaMM1 NEPETBOPHO-
BaTMcs Ha nipa3ono(3,4-b]nipnanH-4-cnipoiHaONIHOHW.

ExkcnepumeHTanbHa yactuHa. Kum'aTiHHAM y MeTaHOMi eKBIMOMbHUX KiNbKOCTEN i3aTuHIB, 5-amiHonipasonis
Ta kucrnotn Menbapyma ogepkaHo cymilli nipasono[3,4-b]nipuanH-4-cnipoiHgoniHoHiB Ta 3-(5-amiHonipason-3-in)-
3-rigpokcn-2-oKCiHAOMIHIB, Sk PO3AineHi kpucTanisauieto. Buxia cnipo-cnonyk cknapae 26-82 %, a 3-(5-amiHonipason-
3-in)-3-rigpokcn-2-okciHaoniHiB — 5-23 %. MNepeTBOPEHHS OCTaHHIX Y NPUCYTHOCTI Kncnotn Menbapyma Ha
cnipo-cnonyku BiAbyBaeTbCa Npu TPUBANOMY KUM'SATIHHI Y CNIMPTOBOMY CepefoBULLI i CYNPOBOMKYETLCS BKpan
HU3bKUMUK Buxogamu. CTpYKTypy i cknag ycix CuHTe3oBaHuX cnonyk aoseaeHo gaHumu AMP 'H, mac-cnekTpis i
€NeMeHTHUM aHani3om.

BucHoBku. BcTaHoBNEHO, WO y TPUKOMMOHEHTHMX peakuisix i3aTuHiB, S-amiHonipasonis i 2,2-gumetun-1,3-
fiokcaH-4,6-aioHy peanidyloTbCst ABa KOHKYPYHOUMX HaMpsiMKM B3aeMOAT i3aTuHy 3 Hykneodinamu. OgnH 3 HUX —
HykneodinbHe npueaHaHHA C# peakuiiHOro LeHTpa amiHonipasony A0 KapOOoHINbHOI rpynu i3aTuHy NpUMBOAUTL
0o 3-(5-amiHonipa3on-4-in)-3-rigpokcu-2-okCiHAoMiHIB. A iHWWIA — KOHAEHCaLis i3aTUHY 3 AiokcaH-4,6-4ioHOM 3a
KHbOBeHarenem 3anoyaTkoBye JOMIHO-NPOLIEC, SIKUIA 3aBEPLUYETLCA YTBOPEHHSAM NEpPeBaXkHUX NMPOAYKTIB peak-
uii — nipasono[3,4-b]nipnanH-4-cnipoiHAOMNIHOHIB.

Knroyoei cnoea: nipa3ono[3,4-bnipnavH-4-cnipoiHaoniHoHu; 3-(5-amiHonipas3on-4-in)-3-rigpokcu-2-oKCiHAONIHY;
i3aTnHu; 5-amiHonipasonu; 2,2-aumeTtun-1,3-giokcaH-4,6-0i0H; AOMiHO-peakLii

N. l. Zemlyana, T. M. Karnozhitska, T. L. Pavlovska, O. V. Mazepa, V. I. Musatov, V. V. Lipson

Domino-reactions of isatins with 5-aminopyrazoles and 2,2-dimethyl-1,3-dioxane-4,6-dione

Aim. To determine the direction of the interaction of isatins with 5-amino-pyrazoles and 2,2-dimethyl-1,3-
dioxane-4,6-dione under different conditions.

Results and discussion. The domino-reactions of isatins, 5-aminopyrazoles and 2,2-dimethyl-1,3-dioxane-4,6-
dione (Meldrum’s acid) in the alcoholic medium are completed by formation of a mixture of pyrazolo[3,4-b]
pyridine-4-spiroindolinones and 3-(5-aminopyrazol-3-yl)-3-hydroxy-2-oxindolines with the predominant content
of spiro compounds. 3-(5-Aminopyrazol-4-yl)-3-hydroxy-2-oxindolines may turn into pyrazolo[3,4-b]pyridine-
4-spiroindolinones very slowly only as a result of retrograde fragmentation to isatin and aminopyrazole in the presence
of Meldrum’s acid.

Experimental part. The mixtures of pyrazolo[3,4-b]pyridine-4-spiroindolinones and 3-(5-aminopyrazol-
3-yl)-3-hydroxy-2-oxindolines separated by crystallization were obtained by boiling in methanol of the equimolar
quantity of isatins, 5-aminopyrazoles and Meldrum’s acids. The yield for spiro compounds is 26-82 %, and for
3-(5-aminopyrazole-3-yl)-3-hydroxy-2-oxindolines it is 5-23 %. The transformation of the latter into the spiro
compound in the presence of Meldrum’s acid occurs with prolonged boiling in the alcoholic medium and is ac-
companied with extremely low yields. The structure of all compounds synthesized has been proven by '"H NMR,
mass spectra and elemental analysis.

Conclusions. It has been found that in the three-component reactions of isatins, 5-aminopyrazoles and
2,2-dimethyl-1,3-dioxane-4,6-dione there are two competing directions of the interaction of isatin with nucleo-
philes. One of them is the nucleophilic addition of the C# reaction center of aminopyrazole to the carbonyl group
of isatin, which results in 3-(5-aminopyrazol-4-yl)-3-hydroxy-2-oxidolines. Another one is the Knoevenagel con-
densation of isatin with dioxane-4,6-dione — a domino process that starts formation of the predominant reaction
products — pyrazolo[3,4-b]pyridine-4-spiroindolinones.

Key words: pyrazolo[3,4-b]pyridine-4-spiroindolinones; 3-(5-aminopyrazol-4-yl)-3-hydroxy-2-oxindolines;
isatins; 5-aminopyrazoles; 2,2-dimethyl-1,3-dioxane-4,6-dione; domino-reactions
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JoMnHO-peakLmm n3aTtMHoOB ¢ 5-ammHonupasonavu u 2,2-gumetun-1,3-guokcax-4,6-guoHom

Lienb paboTbl — yCTaHOBWTL HaNpaBneHHOCTb B3aMMOZAEUCTBUS 3aTUHOB C 5-aMuHoNMpasonamm v 2,2-AuMeTus-
1,3-Omnokcan-4,6-AM0HOM B pasHblX YCHOBUSAX.

Pesynbratbl n nx o6cyxaenue. [JoMMHO-peakLmm n3aT1HoB, 5-aMmmHonmMpasonos 1 2,2-gumetun-1,3-anokcaH-
4,6-anoHa (kncnotbl Menbapyma) B CnUMpTOBOW cpefe 3aBepluatTcs obpa3oBaHMeM cmecei nupa3sono[3,4-b]
NMPUANH-4-CNNPOVHOONMHOHOB 1 3-(5-amunHonupa3son-3-unn)-3-rmapoKcu-2-oKCMHAOMMHOB C NpeobnagarLmm
cogepxaHvem cnupo-coegnHeHun. 3-(5-AmmHonupason-4-mn)-3-rmapoKcu-2-OKCMHAONNHBI NULLb B pesynsrarte
peTpopacnaja Ha UCXOAHble N3aTUH U aMUHONMPA30M B NPUCYTCTBUU KUCNOTbl Menbapyma MoryT odeHb Mea-
NEHHO C HU3KMMW BbIXO4aMu NpeBpaLlatbecs B nnpasonol3,4-b]nvpuanH-4-cnmponHaONMHOHDI.

SkcnepuMeHTanbHas YacTb. KunsayeHvem B METaHOME SKBUMOSbHbIX KOMMYECTB U3aTMHOB, 5-aMMHONMPa3osoB
1 kncnotbl Menbapyma nonyyveHbl cMecu nupasono[3,4-blnMpnanH-4-cnmponHAoNMHOHOB U 3-(5-aMmHoNMpason-
3-1n)-3-rnapokcu-2-oKCUHAOMMHOB, KOTOpbIE pa3fieneHbl Kpuctannmusaumen. Beixoa cnnpo-coequHeHni cocTas-
nset 26-82 %, a 3-(5-amuHonupa3son-3-mn)-3-rmapokcu-2-okCUHAONNHOB — 5-23 %. NpeBpalueHne nocrnegHux B
NPUCYTCTBUM KUCNOTbI MenbapyMa B CMPO-COEAUHEHNS MPOUCXOAUT MPU ANUTENBHOM KUMSIMEHUW B CMIMPTOBOW
cpefie 1 COnpoBOXAAETCA KpalHe HU3KUMK Bbixogamn. CTpOeHre 1 COCTaB BCEX CMHTE3NPOBAHHbIX COeAMHEe-
HWI JokasaHbl gaHHbIMK AMP 'H, macc-cnekTpoB 1 8rieMeHTHbIM aHanMsoMm.

BbiBOAbI. YCTAHOBMNEHO, YTO B TPEXKOMMOHEHTHBIX peakUmsiX U3aTUHOB, 5-aM1HONNPAa30noB 1 2,2-AUMeTUs-
1,3-omokcan-4,6-auoHa peanuayoTcs Ba KOHKYPUPYHOLLUX HanpaBreHusi B3anMoOEeNCTBUSA U3aThHa C HyKneodu-
namu. OgHO 13 HUX — HykneodunbHoe npucoeanHeHne C* peakLMOHHOTO LeHTpa aMMHONMpasona Kk KapboHub-
HOW rpynne nsatuHa npueoguT K 3-(5-amvHonupason-4-un)-3-rmapokcu-2-okCMHAoNMHaM. A BTopoe — KoHAeHcauust
usatuHa c guokcaH-4,6-amoHoM no KHeBeHareno MHULMMpyeT JOMUHO-MPOLIECC, KOTOpbIV 3aBepLuaetcs obpa-
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30BaHMEM OCHOBHbIX NMPOAYKTOB peakummn — nnpasono[3,4-blnupranH-4-cnnponHAONMHOHOB.
Knroyeenie cnoea: nupasono[3,4-blnnpnanH-4-cnnponHaonmHoHbl; 3-(5-amyvHonupason-4-un)-3-ruipokcu-
2-OKCUMHAOMWHbI; U3aTuHbl; 5-aMmnHonmpasonsl; 2,2-gumeTtun-1,3-anokcan-4,6-M0oH; JOMUHO-peakumm

Hemnuiacki 4acTKOBO TifporeHi3oBaHi cripo-cuc-
TeMHU MaKWTh GiJbIIY CHOPiIHEHICTH 10 TPUBUMIp-
HUX CalTiB 3B’s1I3yBaHHA Y 6iIKOBUX MOJIEKYJIaX, LI[O
yTBOPIOIOTh GioMillleHi, a Hi’>k KOH/JeHCOBaHIi MoJi-
LUKJi4HI reTepoapoMaTHyHi cnosyku [1]. 3-Coipo-
2-0KCIHZ,0J1M, IKI MAIOTh Y CKJIaZi MOJIEKYJ a30J10-
a3UHOBI pparMeHTH i BUCTYyNAIOTh i30CTEPAMU YU-
CeJIbHUX aJIKaJIOi/IiB 3 BUPAa3HUMU QYHTIUIHUMH,
NPOTUBIPYCHUMH Ta aHTUMITOTUYHUMHU BJIACTUBOC-
TSIMH, PO3IJISAAAI0ThCA AOCAIAHUKAMU SIK IPUBLJIENO-
BaHI CTPYKTYpH, 2 METOAHU iX CUHTE3Y, L0 I'PYHTY-
I0ThCS1 HA 6araTOKOMIIOHEHTHHUX JIOMiHO-, KACKaJHUX
ab0 TaH/IEeMHUX IEPeTBOPEHHSIX, TPOJOBXKYIOTh BJOCKO-
HasoBartuce [2, 3]. Cepes 6araTbox croco6iB Gopmy-
BaHHS 3-CIipo-2-0KCiH/0J1iB HAUOIIbIIOI MOMysp-
HOCTI Haby/M peakuii [3 + 2]-IIUKJIONPUESHAHHS a30-
METHHIJIZIIB HAa OCHOBI i3aTHUHIB i aMiHOKHUCJOT J0
aKTUBHUX Aunoasspodinis [2] Ta somiHo-peaktii iza-
THUHIB 3 HITPOreHOBMiCHUMHU GiHyK/Ie0disiaMU Ta LUK-
jgiyHuMu CH-kucinoramu [4-9]. ko koMnoHeHTa-
MU TaKUX IIepeTBOPEeHb BUCTYNAOTh 3-3aMileHi 5-
aMiHomipasoJiy, TO 3aBAAKU HAsABHOCTI B iX MOJIEKYJIi
OKpiM aMiHOTPyTH JiBOX €HJJOLUKJIYHUX HYKJIe0Pib-
HUX 1IeHTpiB - aToMiB N’ i C* BUHMKa€E HeOAHO3HAY-
HICTb Y MO3ULiAHIN HalpaBJIEHOCTI LUKJIONPUEAHAH-
HA 10 aMiH0a30J1y, BHACJIIOK YOI'0 MOXJIUBE YTBO-
peHHs 51K nipa3oJsio[3,4-b]nipuguHOBUX, TaK i mipa-
3o010[1,5-a]nipumigrnnoBux cuctem [10, 11]. [lo Toro
KOH/IeHcallis KapboHibHOI ciosiyky 3 CH-kucioToro
Ha NPOMIDXKHIN cTaJli KAaCKaJHOT0 Mpolecy BeJie /0
HECHMETPUYHOI Gie/IeKTPodiIbHOI CIIO/YKH, 1110, Y CBOIO
4yepry, CTBOPIOE aJIbTepHATUBY y PO3TallyBaHHI 3a-
MiCHUKIB B a3MHOBOMY LIMKJIi. MeTa JjlaHoi po6oTH

4

[I0JIATA€ Y BCTAHOBJICHHI HAIIPABJIEHOCTI B3aEMOJ|]
izaTuHiB 3 5-amiHomipa3osiamu Ta 2,2-AuMeTHA-1,3-
JNiokcaH-4,6-/1i0HOM y pi3HHUX YMOBaXx.

[Ipu kuM'ATiHHI eKBIMOJIbHUX KiJIbKOCTEeH i3aTH-
HiB 1 3 amiHamu 2-4 Ta 2,2-auMeTua-1,3-giokcaH-
4,6-nioHoM (kucs0TOI0 MesbapyMa) 5 y MeTaHOJTI
BIPOJ0BXK 1,5-3,5 roa ofieprkani cyMiii crnosiyk 6a-m
Ta 7a-m, po3/iijieHi kpucraJsizaijiet (cxema 1). [Ipu
36isbIieHHi /10 4.5 roJ KU ATIHHA peakiiHuX cy-
Milllel crocTepiranocs CyTTEBe 3HWXKEHHS BUXOAY
060x NpoAyKTiB peakuiil. [I[pu npoBeseHH] peakuii
3a y4yacTio i3aTuHy, 3-MeTU-5-aMiHoNipasoy 2 Ta
JliokcaH-4,6-ioHy 5 npu KiMHaTHiH TeMIiepaTtypi BITpo-
JIOBX 2 roJl Oiep>KaHo CIoJIyKy 7a 3 BUXo/0M 76 %.
[3oMepHi cniipoa3osioasvHu 8-10 y »KOJHOMY 3 eKC-
NepUMEHTIB 3a y4acTio 3-MeTHJI-5-aMiHonipa3oy 2
TaK fAK i mipazosonipuauHonu 10 y peakiisx N?-apui-
3aMinieHux aMiHiB 3,4 He BusBJieHi. CrloJyku 6yz0-
BU 11, HaBeieHi aBTOpaMu po6oTu [12] Ak eauHi
MPOAYKTH IOMiHO-peaKIlii i3aTHHY, ioKCaHAioHY 5,
3-meTu- 2 Ta 3-deHin-5-aminonipasonis, 3ilcHe-
Hux y cepenoBuii H,0-EtOH (5 : 1) y npucyTHocTi
KaTaJiTUYHOI KiJIbKOCTI n-TOJyeHCYAbPOKUCIOTH,
TaKO>X HaMHU He 3adikcoBaHi.

BynoBy i cksias pe4OoBUH 6a-m Ta 7a-m JoBeje-
Ho 3a fonomoroto AMP 'H, Mmac-crieKTpiB i JaHUX eJie-
MEHTHOTI0 aHaJIi3y. BigcyTHicTb y ciekTpax AMP 'H
CIIOJIYK 6 CUTHaJ/IiB METHHOBOI'O NPOTOHY M1ipa30Jib-
HOTO LMKJIYy Ta aMiHOTPYNH | HAABHICTb pe30HAHCY
Tpbox rpyn NH as cnosnyk 6a-g y ciabkomMy mnodii
3d 10,4,10,5,11,9 (y cnektpax 6h-m gBox rpyn NH
npu 10,7, 10,9) Ta AB cuctemu npotoHis CH, ¢par-
MeHTy npH 2,5-2,8 M. 4. (J = 16 I'y) cBiA4UTH HA KO-
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R'= H, R?=Ph, R*=4-MeO-CH, (i), R=OCF,, R'=H, R?=Ph, R®=4-MeO-CH, (j), R=F, R'=H, R?=Ph, R*=4-MeO-C,H, (K),
R=Br, R'=H, R?=Ph, R%=4-MeO-C,H, (), R=Br, R'=Me, R?=Ph, R*=4-MeO-CH, (m)

Cxema 1

PUCTb YTBOPEHHSA Mipa30JIoNipuUHOBOI 6, a He mi-
puMigrHoBux 8, 9 cucteM. BUCHOBOK 110710 pO3Ta-
LIYBaHHS 2-0KCiHA,0JIbHOTO 3aMiCHUKA BiJHOCHO Ii-
Pa30JIbLHOTO [IUKJ/Y Ta iCHYyBaHHA COJIYK 6a-g y ce-
penosuii IMCO-d, y TayTomepHi popmi N?H rpyH-
TY€ETbCA Ha pe3ysbraTax ekcnepuMeHTy NOE 3a yyac-
TI0 moxifHoi 6a (puc. 1). OnpoMiHeHHs IPOTOHIB Me-
THUJIBHOI IPyTIH, po3TalioBaHoi 6isist aroma C¥ (d 1,5 m. 4.),
CcpUYMHSE BiATyK npoToHy NH nipa3oJsibHOTO IIUK-
ay (d 11,9 M. 4.) Ta opmo-npoTOHY iHA0JIBHOTO dpar-
MeHTY (d 6,9 M. 4.), 1110 TiATBEPKYE IX TPOCTOPOBY
HaOJIMKEHICTh.

OTXe, y peakIiisix 3a y4acTio 3-MeTuJ-5-aMiHO-
nipa3oJiy 2 CoCTepiraeTbCcs YTBOPEHHSA Nipa3o0Jio
[3,4-b]nipuauH-4-criipoino/1iHOHOBOI cucTeMM. Taka 2k
HanpaBJeHiCTb GOpPMyBaHHSI a3UHOBOTO LIUKJIY BiJI-
MideHa paHiule i y TPUKOMIIOHEHTHUX KOH/eHC callifixX

11.9ppm
—N
HN
TN
1.5ppm N NH
6.9ppm o
o}
N
H

Puc. 1. Oani ekcnepumenTy NOE Ha npwviknagi cnonyku 6a

3a3HA4Y€HOr0 aMiHy 3 KUC10TOI0 MesbapyMa, ajibje-
rizamu a6o ketoHamu [13, 14].

Y Bunagky N? samiienux 5-aminomnipasouis 3, 4
yTBOpPEHHS MipUMiZJMHOBUX NOXiAHUX 8, 9 HEMOXK-
siuBe. Po3TamyBaHHS 2-0KCiH0JIbHOTO pparMeHTy
y croJiykax 6h-m TakoX BCTaHOBJIEHO Ha OCHOBI pe-
3ysnbTaTiB ekcnepuMeHTy NOE Ha npuksazi noxia-
Hoi 6m (puc. 2).

BiacyTHicTh y cektpax AMP 'H agykTiB 7a-m
CUTHaJ/Iy METUHOBOTO MPOTOHY Mipa30JIbHOTO LUKJLY
npu 5,8-6,0 M. 4. Ta HAsABHICTb PO3IIUPEHUX CUHTJIE-
TiB amiHorpyn# 3 d 4,4-5,5 Ta OH-rpynu d 6,3-6,7 M. 4.
CBiJYMTH HAa KOPUCTb iX 6y10BH 5K 3-(5-aMiHomipa-
30J1-3-i1)-3-TiApoKcu-2-oKciHAouiHiIB. [laHi Mac-criekTpo-
MeTpil MiATBEpP/KYIOTh HAsABHICTB MiKiB BiAOBIAHUX
MOJIEKYJISIPHUX {0HIB. YTBOpPEHHS NO/iI6HUX CIIOJYK
y peakllisix i3aTHUHiB 3 5-aMiHONipa30/1aMHU OMKCAHO

7.47-7.49 ppm
Br

3.06 ppm

Puc. 2. flani ekcnepumenty NOE Ha npvknagi cnonyku 6m
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Cxema 2

y po6ori [15]. [l 3'sscyBaHHA NUTaHHA L[0/,0 3JaT-
HOCTI aiyKTiB 7 BUCTYIIAaTU CUHTETUYHUMU I0Iepe/-
HUKaMU nipaszoJio[3,4-b|nipugnH-4-cnipoingosino-
HiB 6 rifjpokcunoxiaHi 7f,i cuHTe30BaHi y i1bOBUI
cnoci6 3riZjHO 3 MeTOUKO, BUKJIa/IEHOIO Y 3a3Ha-
YyeHil BuIle my6Jikanii, 3 Buxogamu 83 % Tta 35 %
BiZIMOBiAHO, i 3AiHCHEHO IX KUIT'ATIHHSA 3 KHMCJIOTOIO
MesibapyMa BOpOLOBXK 6 TOZl Y CHUPTOBOMY CEpesio-
Bu1Li (cxema 2). B pe3ysibraTi ofeprkaHi ciponoxif-
Hi 6f,i 3 HUBbKMMU BUX0/IaMH Yepe3 0CMOJIEHHS Peak-
iMHUX cymilel, BTiM y HuX MetozoM TIIX 3adikcoBa-
HO MPUCYTHICTb CJIi0BOI KIJIbKOCTI BUXIJHUX a1yK-
TiB 7f,i, TO6TO MOBHOI KOHBEPCIi IiPOKCUTTIOXiITHUX
7 y cnipocnoiyku 6 He Bifibysiocs.

OTxKe, MexaHi3M yTBOpeHHs nipaszoJio|3,4-b]mipu-
JIUH-4-cripoinAoiHOHIB 6 (cxeMa 3) moJisAra€ y Kac-
KaJli nepeTBopeHb 3a KHboBeHaresieM Ta MixaesieM 3
MOJla/IbLIOI0 LUKJIOKOH/leH cali€lo aayKTy Mixaess,
110 BeJie 10 $opMyBaHHS a3UHOBOT'0 LIUKJIY i CyNpo-
BO/KYEThCA eJiMiHyBaHHAM aneTony, CO, ta H,0.

[Topsig 3 UUM Mae€ Miclie KOHKYypYoOUYUU pouec
HyKJIe0(iJIbHOTO NMPUEAHAHHS aMiHOMipa3oJy Ao i3a-
THHY, AKUH 00YMOBJIIOE MOSIBY Y PeaKIiiHil cymiri
3-(5-amiHonipazoJi-4-in)-3-rigpoKcu-2-oKCciHg0J1i-
HiB 7. Lli ciosiyky MOKyTb 3a3HaBaTH peTpopo3na-
Jly Ha BUXiJHU{ aMiHoa301 i i3aTUH Npu TpUBaJo-
My KUIT'SITiHHI Yy TPUCYTHOCTI KUCJIOTU MenbapyMa.
MMoBipHO, pi3HMIA y WBUAKOCTAX MiXK BOMa TIPO-

Cxema 3

6

6f,i

1ecamMy, 3 0lHOr0 60Ky, KOHJeHcallil i3aTuHIB 1 3
JiokcaH-4,6-nioHoM 5 3a KHboBeHareJsieM, 3 iHIIoro —
HyKJeodiJbHOI aTaku aMiHomipa3oJsiaMu 2 aToMa
Kap6ony C=0 rpynu B i3aTHUHaxX 3 YTBOPEHHSIM CIIO-
JyK 7 1 iy>e MOBIJIbHOTO IX peTpopo3najay Ha BU-
XiTHI KOMIIOHEHTH | BU3HA4a€ BTPATy periocesex-
THUBHOCTI y PO3IVIAHYTUX JOMIHO-peaKIifX.

ExcnepuMeHTasibHa YaCTUHa

Cnextpu SIMP 'H po3umnHiB foctipKyBaHUX CITO-
ayk y IMCO-d, 3apeecTpoBaHi Ha cneKTpoMeTpi
«Varian MR-400» (400 MI'np), BHy TpilIHi# cTaHAQPT —
TMC. Mac-ciektpu ofiepkaHi Ha mpu/azi Varian 1200L
GC-MS (EI 70 eB). EnemeHTHHU aHaJ/1i3 BUKOHAHO
Ha eJieMeHTHOMY aHasizatopi EA-3000 Eurovektor
(CHNS-anaunis). TemnepaTypH njaB/ieHHsS] BU3HAY€eHi
3a gonoMoroto 6s10ky Kodsiepa i HeBiikoperosaHi.

3ara/ibHa MeTOAUKA NPOBeJeHHs TPUKOMIIO-
HEHTHOI KOH/ieH allii i3aTUHIB, aMiHOMiPa30JIiB 3 KK C-
101010 Mesbapyma. Memod A. Po3unnsiu 0,2 MMoJib
BignoBigHux izaTusiB 1, 0,2 MMoJIb 5-aMiHoOMipa3o-
JiB 2-4 ta 0,2 MMOJb 2,2-fuMeTuI-1,3-1iokcaH-4,6-
JiOHY 5y 5 MJ1 METaHOJY | KUII'SITU/IM BIIPOJOBXK
1,5-3,5 roji. Po34MHHUK BUAAJISAIN i 3SHUXKEHUM THC-
KOM, 3a/IMIIOK KpHcTaizyBaau 3 cyMmimi EtOH-H,0
(5:1), ocagu ciosyk 6 BindinbrpoByBasu. 1o GpiabT-
paTiB ofaBasy 10-15 mMu1 Boau i omeprkyBasii amopdHi
0Ca/Iy CIOJYK 7, AKi KpUCTali3yBaJiv 3 2-NIPOMAHOJY.
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Memoo B. [1py BUTpUMYBaHHI pO3YMHY €KBIMOJIb-
HUX KisbkocTel i3aTuny 1 (0,1 MMosib), 3-MeTUI-5-
amiHonipazosy 2 (0,1 MMosib) Ta AiokcaH-4,6-1ioHy 5
(0,1 MMos1p) ¥ MeTaHOJIi 32 KIMHATHOI TeMIIEPaTypH
BIIPO/IOBK 2 T'OJ1, OIEPKaHO CIIOMYKY 7a 3 BUX0A0M 76 %.
3 ¢inbTpaTy micas BULJIEHHS ayKTy 7a BUJIYyYeHO i
KUCI0TY MesibZipyMa 5, 1110 He BCTyIHJIA B peakKIiito.

3’-Metua-1',7’-gurigpocnipo[ingoin-3,4’-mi-
pa3so.io[3,4-blnipuaun]-2,6’(5’'H)-aioH 6a. Tpuga-
Jictb Kun'atinug - 1,5 roa. Buxig - 40 %. T. . -
310-312 °C. AMP 'H, d, m. u. (J, I'y): 1,50 (c, 3H, CH,),
2,51-2,77 (.1, 2H, CH,, ] = 16), 6,88 (&, 1H, Ar, ] = 8),
6,95 (T, 1H, Ar), 7,13 (1, 1H, Ar,/ =8), 7,20 (T, 1H, Ar),
10,33 (p.c. 1H, NH,,,,), 10,42 (p.c. 1H,NH,,,, ), 11,80
(p.c, 1H, NH, ., )- Mac-cnektp: [M + 1]* 269. 3nait-
zAeHo, %: C, 63,08; H, 4,48; N, 21,03. C;,H,N,O,. Pos-
paxoBaHo, %: C, 62,68; H, 4,51; N, 20,88.

3’,5-AumeTns-1’,7’-purigpocnipo[ingonin-
3,4’-nipasoJio[3,4-b]nipuaun]-2,6’(5’H)-aioH 6b.
TpuBasicth kun'atinua - 1,5 rog. Buxig - 57 %.
T. . - 250-254 °C. IMP H, d, m. u. (J, T'n): 1,54 (c,
3H, CH; ,..), 2,20 (¢, 1H, CHy,,,), 2,49-2,73 (a4, 2H,
CH,J =16), 6,77 (n, 1H, Ar, ] = 8), 6,94 (c, 1H, Ar),
7,01 (m, 1H, Ar, J = 8), 10,44 (p.c, 2H,NH,,, + NH_ ..,
11,89 (p.c, 1H, NH,;,,,). Mac-cnektp: [M + 1]* 283.
3HalpgeHo, %: 64,76 H, 4,92; N, 19,79 C,.H,,N,0O,.
PospaxoBaHo, %: C, 63,82; H, 5,00; N, 19,85.
1,3’-AumeTna-2’,7 -gurigpocnipo[iHgo1iH-
3,4’-nipa3so.io[3,4-b]unipuauu]-2,6’(5’H)-aioH 6¢.
TpuBasictb kun'atinusg - 3,5 roa. Buxig - 56 %.
T. . - 190-192 °C. SIMP H, d, m. u. (J, T'n): 1,43 (c,
3H, CH; ;,0); 2,48-2,79 (.1, 2H, CH, J = 16), 3.14 (c,
3H,NCH,) 7,01-7,06 (M, 2H, Ar), 7.19 (&, 1H, Ar,] = 8),
7.30 (t, 1H, Ar), 10.36 (p.c, 1H, NH,,,,.), 11.81 (p.c,
1H, NH,;,..)- Mac-cniektp: [M + 1]*: 283. 3naizeHo, %:
C,63.87;H,5.07; N, 19.94. C,;:H,,N,0, Po3paxoBaHo, %:
C, 63.82; H,5.00; N, 19.85.
1,3’,5-TpumeTtni-2',7’-guriapocnipo[ingoin-
3,4’-nipasono[3,4-b]nipugun]-2,6’(5’H)-aioH 6d.
TpuBanicte kun'atinaga - 2,5 roa. Buxig - 33 %.
T. 1. - 192-196 °C. AMP 'H, d, m. 4. (J, T'w): 1,44 (c, 3H,
CHy,0), 2,22 (¢, 3H, CH,), 2,48-2,73 (a4, 2H, CH,, ] = 16),
3,10 (c, 3H, NCH,), 6,94 (1, 1H, Ar, ] = 8), 6,99 (c, 1H,
Ar),7,10 (g, 1H, Ar,/ = 8),10,43 (c, 1H,NH,,,..), 11,86
(p.c, 1H, NH,; ..). Mac-cnektp: [M + 1]*: 297. 3Haii-
ZeHo, %: C, 64,90; H, 5,40; N, 18,88. C,(H,,N,0, Pos-
paxoBaHo, %: C, 64,85; H, 5,44; N, 18,91.
3’-MeTua-5-(Tpudayopomerokcu)-2’,7’-au-
rigpocnipo[ingosin-3,4’-nipasosio[3,4-b]nipu-
AuH]-2,6’(5'H)-aioH 6e. TpuBasicTb KUII'ATIHHSA -
1,5 rog. Buxin - 67 %. T. 1. - 248-252 °C. AMP 'H, d,
M. 4. (J, ['m): 1,46 (¢, 3H, CH,), 2,48-3,02 (g.1, 2H, CH,,
J=16), 6,98 (g, 1H, Ar, ] = 8), 7,26-7,28 (M, 2H, Ar),
10,42 (p.c, 1H,NH,,, ), 10,66 (p.c, 1H,NH,; ), 11,92
(p.c, 1H, NH,,..). Mac-cuextp: [M + 1]*: 354. 3naize-
Ho, %: C, 51,10; H, 3,11; N, 15,86. %: C,;H,,F;N,0,
PospaxoBaHno, %: C, 51,14; H, 3,15; N, 15,90.

5-®iyopo-3’-meTna-2,7’-guriapocnipo[ingo-
JaiH-3,4’-nipa3ono[3,4-b]nipuaun]-2,6’(5’'H)-
AioH 6f. TpuBasticTb KU aTiHHA - 2 roj,. Buxia - 59 %.
T. 1. - 328-330 °C. AMP 'H, d, m.u. (J, T'y): 1,49 (c,
3H, CH; ,..), 2,48-2,95 (4.1, 2H, CH,, J = 16), 6,91 (&,
1H, Ar, ] = 8), 7,07-7,14 (M, 2H, Ar), 10,45 (p.c, 1H,
NH,,, ), 10,62 (p.c, 1H,NH,;,,.), 11,93 (p.c, 1H,NH, ..).
Mac-cnekTp: [M + 1]*: 287. 3naliaeno,% : C, 58,79; H,
3,81;N,19,65.C,,H,,FN,0, Po3paxoBaHo, %: C, 58,74;
H, 3,87; N, 19,57.

5-Xsnopo-3’-meTnn-2,7’ -gurigpocnipo[ingo-
JiH-3,4’-nipa3osio[3,4-blnipuauH]-2,6’(5’H)-AioH 6g.
TpuBanicth kun'atinus - 1,5 roa. Buxin - 47 %.
T. . - 348-352 °C. AIMP 'H, d, m.u. (J, ['): 1,53 (¢, 3H,
CHjpp0)s 2,52-2,86 (n.4, 2H, CH,, J = 16), 6,89 (&, 1H,
Ar,]=8),7,20(c, 1H, Ar), 7,25 (z, 1H, Ar,/ =8),10,35
(p.c, 1H, NH,,,), 10,56 (p.c, 1H, NH,,,.), 11,85 (p.c,
1H, NH,,,.). Mac-cnextp: [M + 1]*: 302, 303. 3Haii-
neno,%:C,55,61; H, 3,60; N, 18,46 C,,H,,CIN,O,. Pos-
paxoBaHo, %: C, 55,55; H, 3,66; N, 18,51.

3,5-AumeTtna-1"-¢penin-1,7’-guriapocnipolin-
AouiH-3,4’-nipa3ono|3,4-b]nipugun]-2,6’(5’'H)-
AioH 6h. TpuBanicTb kun'atinug — 1,5 roa. Buxin -
31 %. T. mi. - 234-236 °C. AMP H, d, m. 4. (J, T'u):
1,51 (¢, 3H, CHy,,..), 2,21 (¢, 1H, CH;,,, ), 2,66-2,88
(m.m, 2H, CH,, ] = 16), 6,80 (#, 1H, Ar, / = 8), 7,00 (c,
1H, Ar), 7,04 (n, 1H, Ar, J =8), 7,48 (m, 5H, Ph), 10,52
(p.c, 1H,NH,,,), 10,67 (p.c, 1H,NH,; .. ). Mac-cnektp:
[M + 1]*: 359. 3naiaeno, % : 70,41; H, 5,10; N, 15,56.
C,,H,4N,0,. PospaxoBano, %: C, 70,38; H, 5,06; N, 15,63.

3’-(4-MeTokcudeHin)-5-metusn-1’-penin-1,7’-
auriapocnipo[ingosain-3,4’-nipasosno[3,4-b]
nipuauH]-2,6’(5’H)-aioH 6i. TpuBaicTh KUI'ATIH-
Hq - 1,5 rog. Buxig - 41 %. T. . — 174-176 °C. AMP
'H,d, m.u. (J,Tu): 2,14 (c, 3H, CHgmpaS), 2,54-2,88 (#.4,
2H, CH,, J =12), 3,70 (c, 3H, OCH,), 6,71 (g, 2H, Ar,
J=8),6,84 (z, 2H, Ar, ] =8), 6,88 (1, 2H, Ar, ] = 8),
7,04 (o, 1H, Ar, J = 8), 7,44 (T, 1H, Ph), 7,55 (T, 2H,
Ph), 7,65 (m, 2H, Ph, J = 8), 10,59 (p.c, 1H, NH,, ),
10,85 (p.c, 1H, NH,;,,, ). Mac-cnektp: [M + 1]*: 451.
3naizeHo,%: C, 72,01; H, 4,90; N, 12,40. C,,H,,N,0.
Po3paxoBano, %: C, 71,99; H, 4,92; N, 12,44.

3’-(4-MeTokcudeHnin)-1’-penin-5-(rpu-
dayopomeTtokcu)-1',7’-purigpocnipo[ingotin-
3,4’-nipa3sono[3,4-blunipuaun]-2,6’(5’'H)-gioH
6j. TpuBasictb kuN'ATiHHA - 3,5 roa. Buxina - 54 %.
T. . - 176-178 °C. IMP 'H, d, m. u. (J, ['n): 2,60-3,07
(m.m, 2H, CH,, ] = 16), 3,63 (c, 3H, OCH,), 6,60 (x, 2H,
Ar,]=8),6,81 (g, 2H, Ar, ] = 8), 6,95 (m, 2H, Ar), 7,09
(m, 1H, Ar, ] = 8), 7,42 (T, 1H, Ph), 7,50 (T, 2H, Ph),
7,60 (g, 2H, Ph, ] = 8), 10,80 (p.c, 1H, NH,,,), 10,85
(p.c, 1H, NH,,.). Mac-cnektp: [M + 1]*: 521. 3nai-
neno,%:C,62,34;H,3,70; N, 10,73.C,,H,,F.N,0,. Po3-
paxoBaHo, %: C, 62,31; H, 3,68; N, 10,76.

5-®dayopo-3’-(4-MmeTokcuPeHin)-1’-penia-
1,7’-purigpocnipo[ingosin-3,4’-nipa3sosio[3,4-b]
nipuauH]-2,6’(5’H)-aioH 6K. TpuBasicTh KUII'ATiH-
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Ha - 1,5 rog. Buxig — 82 %. T. mu1. - 230-234 °C. AMP
'H,d, m.u. (J,T'w): 2,69-2,87 (a.4, 2H, CH,,J = 16), 3,66
(c, 3H, OCH,), 6,65 (z, 2H, Ar, ] = 8), 6,86 (M, 4H, Ar),
6.98 (M, 1H, Ar), 7,42 (T, 1H, Ph), 7,52 (T, 2H, Ph), 7,61
(m, 2H, Ph, J = 8), 10,69 (p.c, 1H, NH,,, ), 10,80 (p.c,
1H,NH,,,.)- Mac-cnextp: [M + 1]*: 455. 3naigeno,%:
C, 68,76; H, 4,23; N, 12,28. C,,H,,FN,0,. Po3paxoBa-
Ho, %: C, 68,72; H, 4,21; N, 12,33.
5-Bpomo-3’-(4-meTokcudenin)-1’-penin-1,7’-
aurigpocnipo[ingonin-3,4’-nipasono[3,4-b]
nipuauH]-2,6’(5’H)-aioH 6l. TpuBasicTb KUI'ATIH-
Hs - 1,5 roa. Buxig - 26 %. T. 1. - 178-180 °C. AMP
'H,d, m.u. (J,T'w): 2,74-2,83 (a.4, 2H, CH,, ] = 14), 3,67
(c, 3H, OCH,), 6,68 (z, 2H, Ar, ] = 8), 6,84 (M, 3H, Ar),
7,12 (n, 1H, Ar, J* = 2), 7,34 (#.8, 1H, Ar, J* = 2, ] = 8),
7,40 (T, 1H, Ph), 7,52 (1, 2H, Ph), 7,62 (1, 2H, Ph,J = 8),
10,81 (p.c, 2H, NH,,, +NH,;, ). Mac-cektp: [M + 1]*:
515, 516. 3naizaeno,%: C, 60,62; H, 3,68; N, 10,83.
C,cH,,BrN,0,. PospaxoBaHo, %: C, 60,59; H, 3,72; N,
10,87.
5-Bpomo-3’-(4-meTokcudenin)-1-metni-1'-pe-
HiI-1',7’-pgurigpocnipo[ingonin-3,4’-nipasosuo
[3,4-bluipuaun]-2,6’'(5’H)-aioH 6m. TpyBasticTb KUIT's1-
TiHHA - 1,5 rox. Buxing - 62 %. T. m. - 232-234 °C.
AMP 'H, d, m. 4. (J, T'y): 2,70-2,89 (#.1, 2H, CH,, ] = 16),
3,06 (c, 3H, CH,), 3,70 (c, 3H, OCH.,), 6,71 (g, 2H, Ar,
J=8),6,74 (g, 2H, Ar, ] = 8), 7,05 (g, 1H, Ar, ] = 8),
7,19 (g, 1H, Ar, J* = 2), 7,41 (T, 1H, Ph), 7,47-7,49 (1.1,
1H, Ar, J*=2,] =8), 7,52 (T, 2H, Ph), 7,63 (z, 2H, Ph,
J=8),10,84 (p.c, 1H, NH,, .. ). Mac-cniextp: [M + 1]":
530, 531. 3nangeno, %: C, 61,30; H, 3,95; N, 10,52.
C,,H,,BrN,O, PospaxoBano, %: C, 61,26; H, 4,00; N,
10,58.
3-(5-AmiHo-3-meTwia-1H-nipa3on-4-ia)-3-rig-
pokciiHaoiH-2-0H 7a. Buxig - 11 % (A4). T. ma. -
200-202 °C (posk..). AMP 'H, d, m. 4. (J, T'u): 1,54 (c,
3H, CH,,,..), 443 (p-c, 2H, NH,), 6,26 (p.c, 1H, OH),
6,79 (n, 1H, Ar,/ =8), 6,91 (T, 1H, Ar); 7,17 (1, 1H, Ar);
7,26 (m, 1H, Ar, ] =8),10,21 (c. 1H,NH,,, ), 11,08 (p.c,
1H, NH,,,.). Mac-cnextp: [M + 1]": 245. 3HaizieHo,
%: C,59,13;H,4,91; N, 22,86.C,,H,,N,0,. Po3paxoBa-
Ho, %: C, 59,01; H, 4,95; N, 22,94.
3-(5-AmiHo-3-MeTua-1H-nipa3zos-4-ix)-3-
riApoKcu-5-MeTUIiHA0JTiH-2-0H 7b. Buxia - 16 % (A4).
T. 1. - 198-201 °C. AMP 'H, d, m. u. (J, T'): 1,17 (c,
3H, CH;0.), 2,16 (¢, 1H, CHy,,,), 5,04 (p.c, 2H, NH,),
6,55 (p.c, 1H, OH), 6,76 (1, 1H, Ar, ] =8), 7,02 (T, 1H,
Ar),7,08 (g, 1H, Ar, ] =8), 10,30 (p.c, 1H,NH,,, ), 11,12
(p.c, 1H, NH,;,,.). Mac-cnektp: [M + 1]*: 259. 3Hait-
AeHo, %: C, 60,40; H, 5,43; N, 21,70. C;;H,,N,O,. Po3-
paxoBaHno, %: C, 60,45; H, 5,46; N, 21,69.
3-(5-AmiHo-3-MeTua-1H-nipa3son-4-ia)-3-rig-
pokcu-1-MeTUIiHAO0IIH-2-0H 7¢. Buxin - 14 % (4).
T. mn. - 206-210 °C. AMP 'H, d, m. u. (J, T'n): 1,50 (c,
3H, CH;,,..), 3,09 (¢, 3H, CH,,,, ), 4,67 (p.c, 2H, NH,),
6,29 (p.c, 1H, OH), 6,98 (M, 2H, Ar), 7,31 (M, 2H, Ar),
11,15 (p.c, 1H, NH,, .. ). Mac-cnekTp: [M + 1]*: 259.

mipas.
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3HaizeHo, %: C, 60,48; H, 5,40; N, 21,65.C;;H,,N,0,.
PospaxoBano, %: C, 60,45; H, 5,46; N, 21,69.
3-(5-AmiHo-3-meTua-1H-nipa3ona-4-ia)-3-ria-
pokcu-1,5-AnMeTHIiHA0IH-2-0H 7d. Buxiz - 23 % (A4).
T. ma. - 190-194 °C. IMP H, d, m. 4. (J, T'n): 1,50 (c,
3H, CH;,0.)5 2,22 (¢, 3H, NCH,,,, ), 3,07 (¢, 3H, CHyy,,,),
4,47 (p.c, 2H, NH,), 6,33 (p.c, 1H, OH), 6,86 (a, 1H,
Ar,J/=8),7,08 (n, 1H, Ar,J =8),7,14 (c, 1H, Ar), 11,12
(p-c, 1H, NH). Mac-cniexktp [M + 1]*: 273. 3naiiieHo, %:
C 61,70; H,5,89; N, 20,52. C,,H,(N,0O,. Po3zpaxoBaHo,
%: C,61,75; H, 5,92; N, 20,58.
3-(5-AmiHo-3-meTua-1H-nipa3sos-4-ia)-3-rig-
poxcu-5-(TpudyopomeTokci)ingosiH-2-0H 7e.
Buxin - 18 % (A). T. 1. - 245-248 °C. IMP 'H, d, m. u.
(/, Tw): 1,53 (¢, 3H, CHy,y0,); 4,57 (p.c, 2H, NH,), 6,52
(p.c, 1H,0OH), 6,89 (1, 1H, Ar,/ =8), 7,20 (g, 1H, Ar,/ = 8),
7,25 (¢, 1H, Ar), 10,46 (p.c, 1H,NH,,, ), 11,22 (p.c, 1H,
NH,;,..)- Mac-cniektp [M + 1]*: 329. 3naiigeno, %: C,
47,60; H, 3,33; N, 17,01. C;H,,F;N,O,. Po3paxoBaHo, %:
C,47,57; H, 3,38; N, 17,07.
3-(5-AmiHo-3-MmeTwia-1H-nipa3oi-4-in)-5-gay-
opo-3-rigpokciingonin-2-oH 7f. Buxin - 22 % (4).
T. mn. — 240-245 °C. IMP H, d, m. u. (J, T'u): 1,60 (c,
3H, CH,,..), 4,63 (p.c, 2H, NH,), 6,45 (p.c, 1H, OH),
6,77 (n, 1H, Ar, J =8), 7,35 (5, 1H, Ar, / = 8), 7,39 (c,
1H, Ar), 10,40 (p.c, 1H,NH,,, ), 11,12 (p.c, 1H, NHmpaS_).
Mac-cnektp [M + 1]*: 263. 3naiigeno, %: C, 55,02;
H, 4,20; N, 21,31. C,,H,,FN,0,. PospaxoBaHo, %: C, 54,96;
H, 4,23; N, 21,36.
3-(5-AmiHo-3-MeTna-1H-nipa3ou-4-ii)-5-xs10-
po-3-rigpokciingosiH-2-0H 7g. Buxig - 8 % (4).
T. ma. - 235-238 °C. SIMP H, d, m. u. (J, T'u): 1,60 (c,
3H, CH,,..); 449 (p.c, 2H, NH,), 6,40 (p.c., 1H, OH),
6,81 (m, 1H, Ar, J =8), 7,22 (n, 1H, Ar, J = 8), 7,28 (c,
1H, Ar), 10,34 (p.c, 1H,NH, ), 11,08 (p.c, 1H,NH,, .. ).
Mac-cnektp [M + 1]*: 279. 3naizgeno, %: C, 51,74;
H,3,94;N,20,15.C,,H,,CIN,0O,. Pospaxosano, %: C, 51,72;
H, 3,98; N, 20,10.
3-(5-AmiHo-3-MmeTu1-1-penin-1H-nipason-4-
i1)-3-rigpokcu-5-MeTuIiHA0MIH-2-0H 7h. Buxiz -
18 % (A4). T. 1. - 216 °C (po3kst.). AMP 'H, d, m. u. (J, ['w):
1,44 (c, 3H, CH,,,..); 2,22 (¢, 3H, CHyy,,,), 5,25 (p.c,
2H,NH,), 6,55 (c, 1H, OH), 6,73 (z, 1H, Ar, /= 8), 7,03
(m, 1H, Ar, ] =8), 7,07 (c, 1H, Ar), 7,27 (T, 1H, Ph),
7,44 (T, 2H, Ph), 7,54 (1, 2H, Ph, ] = 8), 10,23 (c, 1H,
NH,,,). Mac-cnektp [M + 1]*: 335. 3naigeno, %: C,
68,20; H, 5,37; N, 16,70. C,;H,4{N,0,. PospaxoBaHo, %:
C, 68,25; H, 5,43; N, 16,76.
3-(5-AmiHoO-3-(4-MeTOoKCcueHin)-1-Ppeniu-
1H-nipa3oa-4-i1)-3-rizpokcu-5-MmeTUIiHA0TiH-
2-0H 7i. Buxig - 10 % (A4). T. ma. - 203-205 °C. AMP
'H, d, m. u. (J, Tu): 1,82 (¢, 3H, CHy,,, ), 3,69 (¢, 3H,
OCH,), 4,93 ( p.c, 2H, NH,), 6,39 (p.c, 1H, OH), 6,61
(m, 2H, Ar, ] =8), 6,64 (1, 2H, Ar, ] = 8), 6,68 (1, 2H, Ar,
J=8),7,01 (g, 1H, Ar,/=8), 7,30 (1, 1H, Ph), 7,43 (T,
2H, Ph), 7,49 (m, 2H, Ph, ] = 8), 10,29 (p.c, 1H, NH,, ).
Mac-cniektp [M + 1]*: 427. 3naitgeno, %: C, 70,46; H,
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5,18; N, 13,05. C,.H,,N,0,. Po3paxoBaHno, %: C, 70,41;
H, 5,20; N, 13,14.
3-(5-AmMiHO-3-(4-MeTOoKCcueHin)-1-peHin-
1H-nipa3oJ-4-ii)-3-rigpokcu-5-(Tpudayopo-
MeTOKCi)iHao0J1iH-2-0H 7j. Buxin - 7 % (A4). T. . -
188-190 °C. AMP 'H, d, M. u. (J, T'n): 3,64 (c, 3H, OCH,),
5,45 (p.c, 2H,NH,), 6,54 (1, 2H, Ar, ] = 8), 6,68 (M, 4H,
Ar), 6,85 (p.c, 1H, OH), 6,99 (z, 1H, Ar, ] = 8), 7,34 (T,
1H, Ph), 7,48 (T, 2H, Ph), 6,63 (&, 2H, Ph,J = 8), 10,27
(p.c, 1H, NH,,, ). Mac-cniextp [M +1 ]|*: 497. 3nanpe-
Ho, %: C, 60,43; H, 3,83; N, 11,23. C,.H,,F;N,0,. Pos-
paxoBaHo, %: C, 60,48; H, 3,86; N, 11,29.
3-(5-AmMiHO-3-(4-MeTOoKCcH deHin)-1-PpeHin-
1H-nipa3o.-4-i1)-5-¢ayopo-3-rizpokciingos1iH-
2-0H 7k. Buxin - 5 % (4). T. 1. - 190-192 °C. AMP
'H, d, M. u. (J, T'y): 3,66 (c, 3H, OCH,), 5,44 ( p.c, 2H,
NH,), 6,57 (n, 2H, Ar, ] = 8), 6,60 (p.c, 1H, OH), 6,63
(m, 2H, Ar, ] =8), 6,71 (&, 2H, Ar, ] = 8), 6,84 (T, 1H,
Ar), 7,34 (1, 1H, Ph), 7,48 (1, 2H, Ph), 7,63 (&, 2H, Ph,
J/=8),10,11 (p.c, 1H,NH,,, ). Mac-cextp [M + 1]*: 431.
3naiizeno, %: C, 67,01; H, 4,39; N, 12,96. C,,H,,FN,O,.
PospaxoBano, %: C, 66,97; H, 4,45; N, 13,02.
3-(5-AmiHO-3-(4-MeTOoKcudenin)-1-penia-
1H-nipa30-4-ia)-5-6pomo-3-rigpokciingostin-
2-o0H 71. Buxig - 12 % (A). T. . - 200-204 °C. AMP
'H, d, m. 4. (J, Ty): 3,68 (¢, 3H, OCH,), 5,49 (p.c, 2H,
NH,), 6,59 (z, 2H, Ar, /] =8), 6,63 (p.c, 1H, OH), 6,68 (M,
4H, Ar), 6,84 (n, 1H, Ar,/ =8), 6,86 (¢, 1H, Ar), 7,33 (T,
1H, Ph), 7,51 (1, 2H, Ph) 7,63 (&, 2H, Ph, ] = 8), 10,27
(p.c, 1H, NH,,, ). Mac-cnextp [M + 1]*: 491. 3naipe-
Ho, %: C, 58,71; H, 3,88;N, 11,37. C,,H,,BrN,O,. Pos-
paxoBaHo, %: C, 58,67; H, 3,90; N, 11,40.
3-(5-AmMiHO-3-(4-MeTOoKCcudeHin)-1-peHia-
1H-nipa3o0.1-4-i1)-5-6pomo-3-rigpokcu-1-meTui-

Mepenik BUKopucTaHux mxepen iHdopmauii

iHA0/1iH-2-0H 7m. Buxiz - 7 % (4). T. 1. - 189-192 °C.
AMP 'H, d, m. u. (J, T'): 2,81 (c, 3H, CH,), 3,68 (c, 3H,
OCH,), 5,50 (p.c, 2H, NH,), 6,56 (z, 2H, Ar, ] = 8), 6,63
(m, 2H, Ar, J = 8), 6,75 (p.c, 1H, OH), 6,78 (u, 1H, Ar,
J=8),7,19 (c, 1H, Ar), 7,35 (T, 1H, Ph), 7,46 (a1, 1H,
Ar,]=8),7,48 (1,2H, Ph), 7,63 (1, 2H, Ph, ] = 8). Mac-
cnekTp [M + 1]*: 505, 506. 3naaeno, %: C, 59,40;
H, 4,15; N, 11,12. C,;H,,BrN,0,. Po3paxoBano, %: C,
59,42; H, 4,19; N, 11,09.

B3aemogais aaykriB 7fi 3 2,2-aumerni-1,3-ai-
oKcaH-4,6-gioHoM 5. Criosiyku 7fi cuHTe30BaHi 3rij-
HO 3 MeTO/[UKOI0, onlicaHolo y po6oTi [15]. Cymim
0,1 mmoutb BignoBigHoro agykty 7 ta 0,1 MMoJb fi-
OKCaHAiOHY 5 y 5 MJI MeTaHOJy KUI'ITUJIW BIPO-
JIOBX 6 T0/1. POSYUMHHUK BUAAJISJIN IPU 3HUKEHOMY
THUCKY, CMOJIUCTHUH 3aJIMIIOK PO3YUHSJIN Y CyMilli
eTusaneTaT-rekcat (1 : 3) i XxpomaTorpadysaiu Ha
KOJIOHIII 3 cuJtikaresieM. Buxin crosyk 6fi — 9 % Ta
7 % BigmoBigHO.

BUCHOBKM

BcTaHoBJIEHO, 110 ¥ TPUKOMIIOHEHTHUX peaKli-
s1x i3aTHHIB, 5-amiHomnipazoaiB i 2,2-gumeTtu-1,3-ai-
OKCaH-4,6-/1l0Hy peaJli3yl0ThbCs [jBa KOHKYPYIOUHX Hall-
PSAMKHU B3aEMO/|l i3aTHHY 3 HykJeodisamu. OfuH 3
HUX - HykJeoinbHe npuegHaHHsa C* peakiiiHoro
LeHTPY aMiHomipa3o0J1y /10 Kap6oHiJbHOI rpymnu i3a-
THUHY NPUBOJIUTH 110 3-(5-amiHomipaszoi-4-in)-3-riz-
POKCH-2-0OKCiH/I0JIiHIB. A iHIIUK - KOHJleHcalid i3a-
THUHY 3 JiokcaH-4,6-nioHOM 3a KHbOBeHaresieM 3a-
N04YaTKOBYE KaCKaJHUU MpoLec, AKUHU 3aBePIIYETh-
€A yTBOPEHHSAM IlepeBAXXHUX IPOAYKTIB peaKLiil — Ii-
pasouio|3,4-b]nipuguH-4-cripoiH/101iHOHIB.

KoHduiiKT iHTepeciB: BicyTHIH.
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