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KopucHa moaenb HanexuTb 4O OpraHiyHoi XiMii, a came fO cnocoby ofep>kaHHA HOBUX MOXigHUX
retepouukniyHoi cuctemu 1H-nipasono[4,3-d]-nipumiguHy 3aransHoi hopmynu:

Ar—N
_—

ne Ar=Ph, 4-BrCgH,; R=H-Bu, HO(CHz)z, MezN(CHz)z, Ph,CHz, 4'C|C6H4CH2, 4'MeC6H4CH2, 4-
MeOCeH,CH,, 4-MeOC4Ha(CH,),

Cnonyku Takoro Tuny MOXyTb 3HANTU 3aCTOCYBaHHS siK BIONOriYHO aKTMBHI PEYOBMHM, @ TAKOX SAK
KMOYOBi CUCTEMM AN AN3anHy Ta CMHTE3y npenaparis i3 NOTEHLiNHOK (hapMakonoriyHow Ai€to.

HasBaHi cnonyku, ix BMacTMBOCTI Ta 3aCTOCYBaHHSA B NaTEHTHUX BUAAHHAX i HAYKOBIW niTepaTtypi
He onucai.

Haibnmxkummm CTPYKTYPHUMKW aHanoramu CromnyK, €Ki 3asBnsiloTbCs, € 3aMilleHi 2,4-
aurigponipasono[4,3-d]nipumMiguH-5,7-gioHn doopmynum

(0]
4
N R
VA N
R—N
_—
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R R3

, be R'=H, Me, Et, H-Bu; R?=H, Cl, Me, Ph, 3-CICgHa, 4-CF3CgHa, 3,4-Cl,CeHs, C(O)Me; R3=H, Me;
R*=H, Me, Et, Me,CHCH,

Cepep npeacTaBHUKIB HaBeeHO! reTepouunkniyHOi CUCTEMN BUSBIIEHI CTUMYNATOPWU iIHCYMiHOBOT
cekpeuil [1], aHTaroHICTM KOPTUKOTPOMIH3BIMBbHIOKYNX peuenTopiB [2], CenekTuBHI iHOYKTOPU
kanbuioTponiHy [3]. Okpim uboro cnonyku psagy 2,4-gurigponipasono[4,3-dinipumignH-5,7-gioHiB €
BaXMVBMMW Temnnatamu An9 Au3anHy aHTaroHicTiB  afdeHo3nHoBuMX peuentopiB  [4,5] Ta
nyopecueHTHUMM 30HOaMWN B PeLenTop3B'a3yloumMx eH3MMaTu4HuX cuctemax [6]. [Ans oTpumaHHs
noxigHux 2H-nipasono[4,3-d]nipumigunH-5,7-0i0HiB  3a3BMYal BUMKOPUCTOBYKOTb [ABAa CUHTETUMYHUX
nigxogu. MNMepwwnit 3 HUX I'PYHTYETLCH Ha Mipa3onoaHentoBaHHi BaXKKOAOCTYNHUX NONiPYHKLiOHANbHUX
ypauunis [3,7-9]. B ocHOBI gpyroro nexuTb NpuHUMN OpMyBaHHSA NipUAMHOBOIO LIMKMY 3a paxyHOK
BHYTPILUHLOMONEKYNAPHOI KoHAeHcauii amigis [10-13] abo ectepis [14] 4-amiHonipa3on-3-kapOoHOBUX
kncnotT. lpu UbOMY B poni enekTpominbHUX CKNagoBMX Ans 3aMuKaHHS NipMMiguHOBOro sapa
BUKOPUCTOBYIOTbCA BUCOKOTOKCUYHI peareHTu - ¢pocreH Ta ankinizouiaHatu. CUHTETMYHA UiHHICTb
MEeTOoAY TakoX MOHWXKYETbCS LOCTYMHICTIO BUXiOHMX ecTepiB 4-amiHonipa3orn-3-kapboHOBUX KUCIOT,
AKi YyTBOPHOIOTLCA Yy CyMili i3 i3oMepHUMKM ecTepamu 4-amiHonipason-5-kapOoHOBMX KUCIOT |
pPO34iNs0TLCA KOMOHKOBOK Xpomarorpadieto [14].

3agadelo KopucHOI mogeni € crnocid oTpumaHHA HOBUX nonipyHKUiOHaNbHNX noxigHux 2H-
nipasono[4,3-dnipumignHy 3aranbHoi hopmynu:

(0]
R
/N\ N/
Ar—N
/ /g
N (0]
H

ae Ar=Ph, 4-BrCgH,;; R=H-Bu, HO(CH,),, Me,N(CH,),, PhCH,, 4-CIC¢H,CH,, 4-MeC¢H,CH,, 4-
MeOCgH,CH,,4-MeOC¢H4(CH,),

[na ogep)kaHHA cnonyk, siki 3asiBNAOTHCS, 3anpornoHoBaHa ABoeTanHa CUHTETUYHa MEeTOL40MOris.
CyTTi0O nmeplioro etany € NepeTBOPEHHsSI MpenapaTUBHO AOCTYMHMX ectepiB 1-apun-4-copmin-1H-
nipason-3-kapboHoBux kmucnotT [15] mig gieto nepMaHraHaTty Kanito B BOAHO-aLEeTOHOBOMY PO34MHi Y 1-
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apun-3-eTokcmkapboHin-1H-nipason-4-kapboHoBi KMCNOTU. Ha OCHOBI OCTaHHIX 3 BUKOPUCTaHHAM
npocToil npoueaypu, sika nependadae ix NocnigoBHY B3aEMOZilo i3 eTunxnopodopmiatoMm Ta asngom
HaTpilo Ta noganbLlUMiA TEPMIYHUIA pO3KNag NPOMiKHUX a3ngiB 1-apun-3-eTokcukapOoHin-1H-nipason-
4-kapbOHOBUX KMCIOT, CMHTe30BaHi 0a3oBi 06'ekTn BuHaxogy - ectepu 1-apun-4-isodiaHaTo-1H-
nipason-3-kapboHoBux kucnotr. Ha pgpyromy etani ectepu 1-apun-4-iouiaHato-1H-nipason-3-
KapOOHOBUX KUCMOT BBOAATb Y peakuito i3 NepBUHHMMN anidpaTUYHMMKM aMmiHaMu B PO34MHi Tonyony
npu KiMHaTHIN TemnepaTypi 3 MNOAanbLUIOK B3aEMOAIED YTBOPEHUX €TUNOoBMX ecTepis 1-apun-4-
ypeino-1H-nipa3on-3-kapboHOBMX KUCIOT i3 MAPOKCMAOM Kanito B KAMMsYomy eTtaHosi. MNMpomikHi i
LinboBi NpoAYyKTW BUAINSAKTb 3 peakuilHOoi Cymilwi cTaHgapTHUMK MeTogamu. Buxoam KiHULEBMX
NpoayKTiB cAraoTb 57-78 %.

o) Q o)
N 1. EtOC(O)CI
PASS OEt KMnO, o /) < OEt 2. NaN, /) OEt
Ar—N — > Ar N __ —» Ar—N
— e
110 °C
CH=0 COOH N=C=0
RNH,
(0] (0]
N AR N
/T N KOH /) OEt
Ar—N < Ar—N
— -EtOH —
H (0] NHC(O)NHR

ne Ar:Ph, 4-BrC6H4; R=H-BU, HO(CHz)Z, MezN(CHz)z, PhCHz, 4-C|CGH4CH2, 4-MeC5H4CH2, 4-
MeOCGH4CH2, 4'MeOCGH4(CH2)2

3anponoHoBaHW CUHTETUYHUI NigXiad, Sk nepeabdayae BUKOPUCTAHHSA B pOri KMo4YoBux 06'ekTiB
ana  dopmyBaHHA  nipasono[4,3-d]nipumiguHoBoro  uukny ectepie  4-isouiaHaTto-1H-nipason-3-
KapbOHOBUX KUCINOT, Mae CYTTEBY MepeBary MOpiBHAHO i3 ecTepamu 4-amiHo-1H-nipa3on-3-
KapboHoBUx Kkncnot [14], ockinbku [O3BOMSE NPW B3AEMOAIT i3 NEPBUHHMMU aMiHAaMU OTPUMYBaTH
LUMPOKMI psifi NPOMDKHUX eTUITOBUX ecTepiB 4-ypeino-1H-nipa3on-3-kapboHOBUX KACMOT, B TOMY YNCH
i TMX, SKi MICTSTb B ypeigHomy dparmeHTi N-ankingyHkuioHanisoBaHi 3aMiCHUKW. HasiBHICTb OCTaHHIX
€ MPUVHUWNOBO BaXNUBMM ANA  Nodanbluoi  pisHOMaHITHOI  moaudikauii  nipasono[4,3-d]-
nipuMiagnHOBOro s4pa, WO BiAKpuBae ePeKTUBHUN LUIAX OO CMOMyK, SKi MOXYTb 3HAWUTW MpakTU4He
3aCTOCYBaHHA sk MepcrnekTuBHi Gioperynatopyn Ta 6as3oBi 00'ekTM ONsi CTBOPEHHSI KOMOGIHATOPHUX
Bibniotek noTeHUiNHMX dapmaueBTUYHNX peyoBUH. BapTo TakoXk BiA3HauMTK, WO nepeBarok
3HamgeHoro cnocoby uumknizauii eTunosBux ectepiB 4-ypeino-1H-nipason-3-kapboHOBMX KUCNOT € i
NPOBELEHHA B CEpenoBULLi €TaHONYy i3 BMKOPUCTAHHAM B POJSli OCHOBM [OCTYMHOIO Ta OELIEeBOro
rigpoKCMAy Kanito, Ha BigMiHY Big BigOMMX MpoLECiB 3a y4acTio Habarato JopoX4yoro TpeT-bytunaty
Kanito B po34uHi TeTparigpodgypaHy.

OTpuvmaHun pesynbTat He OyB 3asganeriab nepegbavyBaHWM, OCKINbKM He BUMKIoYanach
MOXINUBICTb Nepebiry nig Aieto rigpokcmay kanito anbTepHATUBHOI peaKUii OMUNEHHS €CTEPHOT rpynu i
YyTBOpPEHHs1 4-ypeino-1H-nipason-3-kapboHoBux Kucnot. Hacnpaegi X nNepeTBOPEHHS €TUNoBUX
ectepiB 4-ypeigo-1H-nipason-3-kapboHOBUX KUCNOT B 3anponoHOBaHWX YMOBax peanisyeTbcs 3
BUCOKOIO periocenekTuBHIiCTiO i 3 Buxogammn 57-78 % npmBoauTb OO UiNboBuUX nipasono [4,3-
d]nipymigun-5,7(4H, 6H)-gioHiB.

bynosa Ta cknag BCix OTpUMaHMX Cnonyk AoBeAeHi AaHUMK eflieMeHTHOro aHaniay, I4-cnektpis Ta
cnekTpis AMP 'H.

KopucHa Mogenb imocTpyeTbCcsa 3aranbHMMKM MeTogamu ogepkaHHs 1-apun-3-eTokcukapboHin-
1H-nipa3on-4-kapOoOHOBUX KUCIOT, €TUIoBUX ectepiB 1-apun-4-izouiaHato-1H-nipason-3-kapboHOBOi
KMCNoTn, eTunoBux ectepiB 1-apun-4-{[(ankinamiHo)kapboHin]amiHo}-1H-nipa3on-3-kapboHoBOi
Kncnotn, 6-ankin-2-apun-2H-nipasono[4,3-d]tpumiagnH-5,7(4H, 6H)-atoHiB  Ta  di3nKO-XiMiYHUMU
XapakTepuUCcTUKaMm BCiX CUHTE30BaHMX CMOMYyK.

BaranbHun cnocid oaepxaHHsa 1-apun-3-eTokcmkapboHin-1H-nipa3on-4-kap®oHOBUX KNCNOT.
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Ho cycnensii 7.9 r KMnO,4 B 50 mn aueToHy i 10 mn Boan gogasanu npu nepemiwyBaHHi 0.05
Monb ectepy 1-apun-4-copmin-1H-nipasonnipason-3-kapboHOBOI KMCNOTU 3 TaKO LUBWUAKICTIO, W06
TemnepaTypa peakuinHoi cymiwi He nepesulyBana 20 °C. PeakuinHy cymiw nepemiwyBanu 12 rog.,
sunmeanu B 200 mn KpwxkaHoi Bogu, TBEpAUN 3anuLoK BigdinsTposyBanu, npommsanun 100 mn Boaw,
dinbTpat nigkmcnoBann 10 mn 20 %-HOro  PO34YMHY COMSAHOI  KMCMOTW, YTBOPEHUMM oOcaj
BiadinbTpoByBanu, npommusanu 50 mn Bogu i KpucTaniaysanu i3 eTaHony.

Mpuknag 1.

3-ETokcnkapboHin-1-cdeHin-1H-nipason-4-kapboHoBa KucroTa.

Buxig 73 %, 1. nn. 139-140 °C. |4 cnekTp, v, emt: 1730 (C=0), 2540-2850 (COOH). Cnektp AMP
'H, 5, M.a. (J, Tu): 1.39 (3H, T, J=7.2, CH3), 4.34 (2H, , J=7.2, CH,), 7.39-7.42 (1H, m, Hy,), 7.50-7.55
(2H, m, Hyy), 7.92 (2H, g, J=7.8, Ha), 9.18 (1H, ¢, H-5), 11.98 (1H, ¢, COOH). 3HangeHo, %: C 60.13;
H 4.76; N 10.80. [M+1]" 260. C15H;,N,0,. BupaxysaHo, %: C 60.00; H 4.65; N 10.76. M 260.25.

Mpuknapg 2.

1-(4-BpomodeHin)-3-eTokcnkapboHin-1H-nipason-4-kapboHoBa kucnora.

Buxig 61 %, T.nn. 168-170 °C. Y cnekTp, v, cm™: 1730 (C=0), 2520-2860 (COOH). Cnektp SAMP
'H, 5, mu. (3, Tu): 1,43 (3H, T, J=7.0, CHs), 4,28 (2H, g, J=7,0, CH,), 7,63 (2H, A, J=8,2, Hp), 7,97
(2H, g, J=8,2, Hp), 9,16 (1H, c, H-5), 12,11 (1H, ¢, COOH). 3HangeHo, %: C 45,90; H 3,20; N 8,08.
C13H11BrN,O,. [M+1]" 340. BupaxysaHo, %: C 46,04; H 3,27; N 8,26.M 339,15.

3aranbHun cnocib ogepXaHHst eTMnoBux eTtepiB 1-apun-4-idouiaHaTo-1H-nipason-3-kapboHOBOI
KMCnoTu.

[o posunHy 0.01 monb 1-apun-3-etokcmkapboHin-1H-nipason-4-kapboHoOBOT kucnotn ta 2.7 mn
(0.02 monb) TpuetunamiHy B 30 mn TeTparigpodypaHy gogasanu Npy nepemilyBaHHi i OXONOmKEHHI
po -10 °C 1.65 r (0,015monb) eTtunxnopodopmiaTty, nepemiwysanu npu uin Temnepatypi 0,5 rg, a
notim gopasanu 1,62 r. (0,025 monb) asmay Hatpito B 10 mMn Bogu i nepemiwysanu we 1 roa.
PeakuinHy cymiw Bunueanu B 100 Mn KpwkaHOi BoAW, ekcTparysanv Ttonyornom (3x25 mn), cywmnm
f6e3BogHUM MgSO,, inbTpyBanu i KAN'ATUNM OO 3aKiHYEHHS BWAineHHs asoTty (~2 roa.). Tonyon
BiAraHANN Npy NOHWXEHOMY TUCKY, TBEPAUN 3anNnLLOK KpUcTaniayBanm i3 cymiwi 6eH3on-rekcaH, 3:1.

Mpuknag 3.

ETunosuii ectep 4-isouiaHaTo-1-eHin-1H-nipa3on-3-kapboHOBOI KUCOTH.

Buxia 82 %, T. nn. 93-95 °C. I4 cnekTp, v, cM™: 1730 (CO), 2250 (N=C=0). Cnektp AMP H, 5, m.
y. (J, Mu): 1,44 (3H, 1, J=7,4, CH,), 4,47 (2H, p, J=7,4, CH,), 7,34 (1H, T, J=7,6, Ha), 7,46 (2H, T,
J=7,8, Ha), 7,66 (2H, g, J=7,8, Ha), 7.77 (1H, c, H-5). BnangeHo, %: C 60,70; H 4,35; N 16,30.
C13H11N303. Bl/lanyBaHO, %: C 60,56, H 4,27, N 16,33

Mpuknag 4.

ETtunoswuii ectep 1-(4-6pomodeHin)-4-idouiaHato-1H-nipason-3-kap6oHOBOT KUCIOTW.

Buxia 77 %, T. nn. 118-120 °C. I cnekTp, v, cM ™ 1730 (C=0), 2250 (N=C=0). Cnektp AMP *H,
0, M. (J, Mu): 1,41 (3H, T, J=7.2, CHy), 4,30 (2H, g, J=7,2, CH,), 7,61 (2H, g, J=8,4, Ha/), 7,80 (1H, c,
H-5), 7,95 (2H, g, J=8,4, Ha).3HangeHo, %: C 46,40; H 2,90; N 12,35. C,3H;0BrN;O3. BupaxysaHo, %:
C 46,45; H 3,00; N 12,50.

BaranbHunm cnoci®é opepXaHHA eTunoBux ectepiB 1-apun-4-{[(ankinamiHo)kapOoHin]amiHo}-1H-
nipason-3-kapboHOBOT KUCNOTW.

Ho posunHy 0.002 monb etunoBoro edipy 1 -apun-4-isouiaHato-1H-nipason-3-kap6oHOBOI
kucnotn B 5 mn tonyony gogasanu 0,002 monb BigNOBIQHOrO ankinaminy i 3anuwanu npu KiMHaTHIR
TemnepaTtypi Ha 3 rog. [o peakuiiHoi cymiwi gogaBanuM 5 mn rekcaHy i 4vepe3 1 rog.
BiAMINbTPOBYBaNV yTBOPEHUiA 0ca, NPOMMBany rekcaHoMm, CyLLUIM | KpucTanisysanu i3 etaHony.

Mpuknag 5.

ETunosuii ectep 1-ceHin-4-{[(6yTunamiHo)kapboHin]amiHo}-1H-nipa3on-3-kapboHOBOI KUCMOTMK.

Buxia 84 %, T. nn. 90-91 °C. 14 cnekTp, v, cM™: 1690, 1725 (C=0), 3255, 3340 (N-H). Crnektp
AMP 'H, 8, m.u. (3, Tu): 0,89 (3H, T, J=6,8, CHs), 1,32-1,43 (7H, m, CH3+2CH,), 3,11 (2H, T, J=6,6,
CHN), 4,38 (2H, k, J=6,8, OCH,CHs), 7,37-7,55 (4H, m, 3HA+NH), 7,83 (2H, g, J=8,2,H,,), 8.39 (1H,
¢, H-5), 8,68 (1H, c, NH). 3HangeHo, %: C 61,78; H 6,79; N 16,88. C;;H,N4O3. BupaxysaHo, % C
61,80; H 6,71; N 16,96.

Mpuknag 6.

Etunosuii ectep 1-deHin-4-{[(2-rigpokcuetmnamiHo)kapboHin]-amiHo}-1H-nipason-3-kapboHoBOi
KNCNOTWN.

Buxig 73 %, T. nn. 155-157 °C. |4 cnekTp, v, cM™: 1690, 1725 (C=0), 3260, 3345 (N-H). Criektp
AMP *H, 8, m.u. (J, Tu): 1.35 (3H, T, J=6,8, CHs), 3,19 (2H, T, J=5,8, NCH,CH,OH), 3,57 (2H, T, J=5,8,
NCH,CH,0OH), 4,38 (2H, k, J=6,8, CH,CHz), 4,75 (1H, w.c, OH), 7,18-7,38 (4H, m, Ha+NH), 7,83 (2H,
a, J=7,6, Ha), 8,4 c (1H, c, H-5), 8,82 (1H, ¢, NH). 3HangeHo, %: C 56,52; H 5,61; N 17,55.
C15H1gN4O4. BupaxysaHo, % C 56,60; H 5,70; N 17,60.
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Mpuknag 7.

Etunosui ectep 1-cperin-4-{[(2-[N, N-gumeTunamiHoleTunamiHo)-kapOoHin]-amiHo}-1H-nipason-3-
KapOOHOBOI KUCNOTMW.

Buxig 70 %, T. nn. 103-104 °C. Y cnekTp, v, cM™: 1695, 1720 (C=0), 3240, 3335 (N-H). Criektp
AMP 'H, 5, mu. (J, Tu): 1,37 (3H, T, 7=6,8, CH,CH3), 2,17 [6H, ¢, N(CHa),], 2,32 [2H, T, J=6,0,
NHCH,CH,;N(CH3),], 3,21 [2H, T, J=6,0, NHCH,CH,;N(CHjs),], 4,39 (2H, k, J=7,2, CH,CHj3), 7,39-7,55
(4H, m, 3HA+NH), 7,84 (2H, o, J=8,0, Hp), 8,48 (1H, ¢, H-5), 8,69 (1H, ¢, NH). 3HangeHo, %: C 58,31;
H 6,01; N 21,38 C15H20Ns03. BupaxyeaHo, % 58,17; H 6,10; N 21,20.

Mpuknapg 8.

ETunosuii ectep 1-peHin-4-{[(6eH3nnamiHo)kapboHin]-amiHo}-1H-nipa3on-3-kapboHOBOI KUCMOTMK.

Buxig 88 %, T. nn. 160-162 °C. 1Y cnekTp, v, cmM™: 1700, 1730 (C=0), 3255, 3365 (N-H). Cnektp
AMP H, 8, m.u. (3, Tu): 1,36 (3H, T, J=6,8, CH3), 4,39 (2H, o, J=5,4, CH,Ph), 4,41 §2H, K, J=6,8,
OCH,CH,), 7,26-7,90 (11H, m, Ha+NH), 8,52 (1H, ¢, H-5), 8,70 (1H, ¢, NH). 3HangeHo, /,: C 65,66; H
5,41; N 15,29. C20H20N403. Bl/lanyBaHO, % 65,92, H 5.53; N 15,37.

Mpuknag 9.

Etunosuii ectep 1-deHin-4-{[(4-xnopobeHamnamiHo)kapboHin]-amiHo}-1H-nipason-3-kapboHoBoi
KMCnoTu.

Buxin 92 %, T. nn. 178-179 °C. 14 cnektp, v, cm™: 1690, 1730 (C=0), 3250, 3360 (N-H). Cnektp
AMP *H, 8, m.u. (J, Tu): 1,36 (3H, T, J=7,2, CH3), 4,32 (2H, A, J=5,2, CH,CsH.Cl-4), 4,39 (2H, k, J=7,2,
OCH,CHjy), 7,33-7.44 (5H, ™M, Hy,), 7,31 (2H, T, J=7,6, Hpap), 7,84-7,92 (3H, m, Ha+NH), 8,53 (1H, c, H-
5), 8,69 (1H, ¢, NH). 3nangeHo, %: C 59,96; H 4,61; N 13,85. C,yH19CIN4O5. BupaxysaHo, % 60,23; H
4,80; N 14,05.

Mpuknag 10.

Etunosui ectep 1-deHin-4-{[(4-meTunbeHsmnamiHo)kapboHin]-amiHo}-1H-nipa3on-3-kapboHoBoi
KUCNoTHK.

Buxia 86 %, T. nn. 182-183 °C. Y cnektp, v, cM: 1685, 1730 (C=0), 3270, 3355 (N-H). Cnektp
AMP 'H, 8, m.u. (J, Tu): 1,36 (3H, T, J-6,8, CHs), 2,29 (3H, ¢, CH,), 4,28 (2H, g, J=5,4, CH,CgH4CHs.
4), 4,39 (2H, k, J=6,8, OCH,CHj3), 7,15 (2H, A, J=7,6, Hy/), 7,20 (2H, A, J=7,6, Ha,), 7,38 (1H, T, J=7,6,
Ha), 7,53 (2H, 1, 7-7,6, Ha), 7,84-7,88 (3H, M, Ha+NH), 8,49 (1H, c, H-5), 8,70 (1H, c, NH).
3HargeHo, %: C 66,87; H 5,98; N 14,61. C,;H»,N,O3. BupaxysaHo, % 66,65; H 5,86; N 14,80.

Mpuknag 11.

Etunosuni ectep 1-dpenin-4-{[(2-{4-meTokcndeHin}eTunamiHo)-kapboHin]-amiHo}-1H-nipason-3-
KapBOHOBOI KUCIOTW.

Buxia 77 %, T. nn. 105-106 °C. |4 cnekTp, v, cM™: 1700, 1725 (C=0), 3270, 3350 (N-H). Cnektp
AMP 'H, 5, m.u. (J, Tu): 1,36 (3H, T, J=7,2, CH3), 2,70 (2H, T, J=6,8, NHCH,CH,CsH,OCH3.4), 3,31
(2H, T, J=6,8, NHCH,CH,C¢H,OCH3 4), 3,73 (3H, ¢, OCHy), 4,38 (2H, k, J=7,2, OCH,CHj3), 6,87 (2H,
4, J=8,0, Hya), 7,16 (2H, g, J=8,0, Hya,), 7,37-7,56 (4H, m, Ha+NH), 7,85 (2H, g, J=8,0, Ha,), 8,42 (1H,
¢, H-5), 8,70 (1H, c, NH). 3HangeHo, %: C 64,93; H 5,86; N 13,77. C,,H,4N404. BupaxyeaHo, % 64,69;
H 5,92; N 13,72.

Mpuknag 12.

Etunosuii ectep 1-(4-6pomodoeHin)-4-{[(6eH3nnamiHo)kapboHin]-amiHo}-1H-nipa3on-3-kapboHoBOi
KUCnoTu.

Buxia 81 %, T. nn. 160-161 °C. |4 cnekTp, v, cM™: 1695, 1730 (C=0), 3245, 3365 (N-H). Crnektp
AMP 'H, 5, m.u. (J, Tu): 1,35 (3H, T, J=7,2, CH3), 4,34 (2H, k, J=5,6, CH,Ph), 4,40 (2H, k, J=7,2,
OCH,CH,), 7,24-7,39 (5H, m, Hp), 7,72 (2H, g, J=7,8, Hy), 7,86-7,91 (3H, m, Ho+NH), 8,51 (1H, c,
NH), 8,73 (1H, c, H-5). 3HangeHo, %: C 54,41; H 4,19 N 12,48. C,,H.9BrN,Os. BupaxyeaHo, % 54,19;
H 4,32; N 12,64.

Mpuknag 13.

ETtunosui ectep 1-(4-6pomModheHin)-4-{[({4-meTunokcn}beH3unn-amiHo)kapooHin]-amiHo}-1H-
nipason-3-kapboHOBOT KUCNOTW.

Buxig 84 %, 1. nn. 185-187 °C. I\ cnekTp, v, cm: 1700, 1725 (C=0), 3250, 3360 (N-H). CnekTp
AMP 'H, 5, mu. (3, Tu): 1,35 (3H, T, J=6,8, CHs), 3,74 (3H, ¢, CH30), 4,25 (2H, n, J=5,6,
CH,C¢H4,0OCH3 4), 4,38 (2H, «, J=6,8, OCH,CH3), 6,86 (2H, g, J=8,2, Ha), 7,23 (2H, g, J=8,2, Hy),
7,70 (2H, o, J=8,4, Hp,), 8,81-8,86 (3H, M, Ha+NH), 8,47 (1H, c, NH), 8,74 (1H, c, H-5). 3HangeHo, %:
C 53,53; H 4,31; N 11,77. C,;H,:BrN,O,. BupaxysaHo, % 53,29; H 4,47; N 11,84.

Mpuknag 14.

Etunosuin ectep  1-(4-6pomodpeHin)-4-{[(2-{4-meToKkcudeHin}-etunamiHo)kapboHinjamiHo}-1H-
nipason-3-kapboHOBOT KNCNOTW.

Buxig 73 %, T. nn. 150-151 °C. IY cnekTp, v, cM™: 1700, 1725 (C=0), 3255, 3345 (N-H). Criektp
AMP 'H, 5, mn. (J, Mu): 1,35 (3H, T, J=7,2, CH3), 2,70 (2H, T, J=6,6, NHCH,CH,CsH,OCH;.4), 3,31-
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3,38 (2H, m, NHCH,CH,CzH,OCHs.4), 4,38 (2H, k, J=7,2, OCH,CHs), 6,86 (2H, g, J=8,4, H,), 7,16
(2H, g, J=8,4, Hp), 7,44 (1H, c, NH), 7,71 (2H, g, J=8,4, Hy), 7,84 (2H, a, J=8,4, Hya), 8,41 (1H, c,
NH), 8,72 (1H, ¢, H-5). 3HangeHo, %: C 54,03; H 4,91; N 11,36. C,,H»3BrN,O,4. BupaxysaHo, % 54,22;
H 4,76; N 11,50.

3aranbHun cnocid ogepxaHHsa 6-ankin-2-apun-2H-nipasono[4,3-d] nipumianH-5,7(4H, 6H)-gioHi..

[o posumHy r (0.001 monb) KOH B 10 mn etaHony gogasanu 0.001 monb etunosoro edipy 1-
apun-4-{[(ankinamiHo)kapboHin]amiHo}-1H-wpa3on-3-kapboHoBoi  kucnotM | kun'atmnm 3 rog.
PeakuinHy cymiw nigkucntoBanu 10 %-HMUM PO3YMHOM COMSIHOI KMCNOTK Ao pH 2, yTBopeHun ocapg
BiAdiNbTpOBYBaNM, NPOMMBaN BOAOK, CYLUIWMW | KpUcTanidyBanm i3 oLTOBOI KMCIOTH.

Mpuknag 15.

6-(H-ByTnn)-2-derin-2H-nipasono[4,3-d]nipumianH-5,7(4H, 6H)-gioH.

Buxig 63 %, 1. nn. 190-191 °C. IM cnekTp, v, cm: 1675, 1715 (C=0), 3345 (N-H). Cnektp AMP
'H, 8, m.u. (3, Tw): 0,93 (3H, T, J=7,0, CHs), 1,40-1,47 (4H, m, CH,CH,), 3,62 (2H, J=6,2, NCH,), 7,38-
7,54 (3H, m, Hu), 7,88 (2H, g, J=8,0, Hy), 8,42 (1H, ¢, H-3), 11,22 (1H, ¢, NH). 3HangeHo, %: C
63,61; H 5,53; N 19,49; [M+1]" 283. Cy5H:sN4O,. BupaxysaHo, % 63,37; H 5,67; N 19,71.

Mpuknag 16.

6-(2-riﬂp0KCI/IeTVIJ'I)-2-(beHiJ'I-2H-I‘Iipa301‘|0[4,3-d]HiPMMiﬂMH-5,7(4H, 6H)-gioH.

Buxig 70 %, 1. nn. 225-226 °C. 14 cnektp, v, cMm: 1675, 1720 (C=0), 3360 (N-H). Cnektp AMP
'H, 8, m.u. (J, Tw): 3,55 (2H, T, J=6,0, HOCH,CH,N), 3,99 (2H, T, J=6,0, HOCH,CH,N), 4,80 (1H, w.c,
OH), 7,42-7,51 (3H, m, Hya), 7,95 (2H, a, J=7,8, Ha), 8,39 (1H, ¢, H-3), 11,32 (1H, ¢, NH). 3HangeHo,
%: C 57,61; H 4,59; N 20,36; [M+1]" 273. C13H,,N,O3. BupaxysaHo, % 57,35; H 4,44; N 20,58.

Mpuknag 17.

6-[2-(OumeTnnamiHo)etun]-2-erin-2H-nipasonol4,3-d]nipumignH-5,7(4H, 6H)-gioH.

Buxia 61 %, T. nn. 295-298 °C. I4 cnekTp, v, cM : 1670, 1715 (C=0), 3365 (N-H). Cnektp AMP
'H, 5, mu. (J, Tu): 2,20 [6H, ¢, (CH3).N], 3,42 [2H, T, J=6,0, CH,CH,N(CHz3),], 4,00 [2H, T, J=6,0,
CH,CH,N(CHz3),], 7,27-7,43 (3H, m, Hp), 7,94 (2H, g, J=7,6, Ha), 8,37 (1H, ¢, H-3), 11,38 (1H, w.c,
NH). 3HaiigeHo, %: C 60,47; H 5,49; N 23,66; [M+1]" 300. Cy5H,7NsO,. Bupaxysaro, % 60,19; H 5,72;
N 23,40.

Mpuknapg 18.

6-beH3un-2-eHin-2H-nipasono[4,3-d]nipumignH-5,7(4H, 6H)-aioH.

Buxig 78 %, 1. nn. 282-284 °C. I\ cnekTp, Vv, cm: 1670, 1715 (C=0), 3350 (N-H). Cnektp AMP
'H, 8, mu. (3, Tu): 5,10 (2H, ¢, CH,), 7,25-7,84 (10H, M, Hp), 8,41 (1H, ¢, H-5), 11,46 (1H, c, NH).
3nangeHo, %: C 67,68; H 4,31; N 17,45; [M+1]" 319. C;5H14N,O,. BupaxysaHo, % 67,92; H 4,43;
17,60.

Mpuknag 19.

6-(4-XnopobeHann)-2-eHrin-2H-nipasono[4,3-d]nipumigunH-5,7(4H, 6H)-gioH. Buxig 74 %, 1. nn.
>300 °C. |4 cnekTp, v, cM™: 1675, 1720 (C=0), 3360 (NH). Cnektp AMP *H, 5, m.u. (J, T'u): 5,07 (2H,
¢, CH,), 7,36-7,57 (7TH, m, Hy), 7,95 (2H, g, J=7,6 Tu, Ha), 8,41 (1H, c, H-5), 11,49 (1H, c, NH).
3nangeHo, %: C 62,47; H 4,00; N 15,51; [M+1]" 353. C15H;5CIN,O,. BupaxysaHo, % 62,22; H 4,12; N
15,27.

Mpuknag 20.

6-(4-MeTun6eH3un)-2-cdeHin-2H-nipasonol4,3-nnipumignH-5,7(4H, 6H)-gioH. Buxig 77 %, 1. nn.
210-212 °C. M cnexTp, Vv, cm™: 1675, 1720 (C=0), 3370 (N-H). Cnektp AMP 'H, 5, Mm.u. (J, Mu): 5,05
(2H, ¢, CH,), 7,10-7,56 (7H, m, Hy,), 7,96 (2H, g, J=7,8, Hy(), 8,39 (1H, c, H-3), 11,46 (1H, c, NH).
3nangeHo, %: C 69,71; H 5,30; N 16,38; [M+1]" 333. CyH1sN4O,. BupaxysaHo, % 69,35; H 5,24;
N16,17.

Mpuknag 21.

6—[2(4-MeTOKCI/I)eTI/IJ'I]-Z-CbeHiJ'I-ZH-I'Iipa3OJ'I0[4,3-dl|‘|ipVIMi.D.I/IH-5,7(4H, 6H)-aioH.

Buxig 66 %, 1. nn. 259-262 °C. IM cnektp, v, cm: 1680, 1720 (C=0), 3375 (N-H). Cnektp AMP
H, 5, mu. (J, Tu): 2,81 (2H, T, J=6,8, NCH,CH,CsH,OCH;.4)s 3,73 (3H, ¢, CH;0), 4,07 (2H, T, J=6,8,
NCH,CH,C¢H,OCH3.4), 6,84 (2H, g, J=8,4, Hy), 7,15 (2H, A, J=7,6, Har), 7,44 (1H, T, 3=7,8, Ha;), 7,57
(2H, g, J=8,0, Hpy), 7.96 (2H, o, J=8.4, Hy,), 8,38 (1H, ¢, H-5), 11,35 (1H, c, NH). 3HangeHo, %: C
66,07; H 5,10; N 15,30; [M+1]+ 363. CyoH1gN4O3. BupaxysaHo, % 66,29; H 5,01; N 15,46.

Mpuknapg 22.

6-beH3un-2-(4-6pomodeHin)-24-nipasono[4,3-d]nipumignH-5,7(4H, 6H)-gioH.

Buxig 67 %, T. nn. 279-283 °C. |4 cnekTp, v, cM 1 1675, 1715 (C=0), 3365 (N-H). Cnektp SAMP
'H, 8, mu. (3, Tu): 5,09 (2H, ¢, CH,), 7,25-7,35 (5H, M, Ha), 7,72 (2H, A, J=8,0, Ha), 7,94 (2H, A,
J=8.0, Hyp), 8,44 (1H, c, H-3), 11,49 (1H, ¢, NH). 3HangeHo, %: C 54,70; H 3,16; N 17,31; [M+1]"398.
C1gH13BrN,O,. BupaxysaHo, % 54,43; H 3,30; N 17,10.

Mpuknapg 23.
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6-(4-MeTokcn)6eHsunn-2-(4-6pomodeHin)-2H-nipasono[4,3-d]nipymignH-5,7(4H, 6H)-gioH.

Buxig 61 %, 1. nn. 268-271 °C. I\ cnekTp, v, cmt: 1670, 1715 (C=0), 3355 (N-H). Cnektp AMP
'H, 5, m.u. (J, Tu): 3,73 (3H, ¢, CH;0), 5,03 (2H, ¢, CH,), 6,86 (2H, , J=7.8, Ha), 7,29 (2H, g, J=7.8,
Har), 7,73 (2H, A, 3=8.0, Hay), 7,91 (2H, A, J=8.0, Ha), 8,34 (1H, ¢, H-3), 11,29 (1H, ¢, NH). 3HangeHo,
%: C52,17; H3.02; N 12,81; [M+1]428. C,5H13BrN,O,. BupaxysaHo, % 52,32; H 3,17; N 13,56.

Mpuknapg 24.

6-[2-(4-MeTokcun)eTnn]-2-(4-6pomodeHin)-2H-nipasono[4,3-(inipn-mignn-5,7(4H, 6H)-gioH. Buxig
57 %, T. nn. 259-261 °C. I4 cnekTp, v, cm™: 1675, 1720 (C=0), 3360 (N-H). Cnektp AMP 'H, 5, m.u.
(J, Tu): 2,79 (2H, T, J=7,0, NCH,CH,CsH,OCH34), 3,73 (3H, ¢, CH30), 4,05 (2H, 1, J=7,0,
NCH,CH,C¢H,OCH3.4), 6,86 (2H, a, J=8,0, Ha,), 7,15 (2H, A, J=8,0, Hay), 7,74 (2H, A, J=8,4, Hyay), 7,93
(2H, g, J-8,4, Hap), 8,40 (1H, c, H-3), 11,37 (1H, ¢, NH). 3HangeHo, %: C 54,19; H 3,70; N 12,85;
[M+1]+ 442, C20H17BrN403. Bl/lanyBaHO, % 54,44, H 3,88; N12,70.
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®OPMYJIA KOPUCHOI MOJENI

MoxigHi 2-apun-2H-nipasono[4,3-d]nipumianH-5,7(4H, 6H)-gioHiB 3aranbHoi hopmynu:
O

N= N

Ar—N
/

N O
H

ne AI’=Ph, 4'BrC6H4; R:H'BU, HO(CHz)z, MezN(CHz)z, PhC|l|2, 4'C1CGH4CH2, 4-MeC5H4CH2, 4-
MeOC6H4CH2, 4'MeOC6H4(CH2)2.
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