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Hoswuit meton cunresy Tpuasouio[4,3-b][1,2]aiazeninin
noxigHmx 6eHzodypany

(ITpedcmasaeno axademivom HAH Yrpainu A. @. ITonosum)

Pospobaeno spyunut odnocmadidinut memod cunmesy 9-(4-xaopodenin)-3-memuan-G-apun-
6,12-duzidpo-TH -6ensol4,5]dpypo[3,2-e[[1,2,4[mpuasono[4,3-b][1,2]diaseninie — 63acmodiero 4-
amino-3-(4-caopodenin)-5-[(6-memuabensob[pypan-3-ia)memuanal-4H-1,2,/-mpuazory 3 asv-
dezidamu 8 KUCAOMY CEPeOBUUL.

TTosmdyukniona izoBani MOXiaHI Tia3eMHOBOIO MeTEPOIUKITY, KOHJICHCOBAHOTO 3 I ITHIJIEHHUM
dparmeHToM, € IiKaBuMu 00’€KTaMM JIJIsl IJIECIIPSIMOBAHOTO CHHTE3Y CIOJIYK 13 IMMUPOKUM CIIEK-
TpoM il Ha HepBoBy cucremy [1-3|. Hampukiasn, rpuasosnobeHsoiaseniny BKe BUKOPHCTOBY-
IOTbCS 3 METOIO OTPUMAaHHS JIKApPCHKUX IMperapaTiB i JikyBaHHs cuaapomis [lapkincona ta
Aubrireiivepa [4-8|. TlpuBabsiuBi BIaCTHBOCTI MOXKYTb MATH TAKOXK TPHA30JIOIA3EIIHH, MO/
dikoBaHI BBEJEHHSM IHINUX IONIUPEHUX y MPUPOJ IeTEPOIUKIIB, 30KkpeMa benzodypany. He-
YUCJIEHH] ICHYIOYi METOIM CHHTE3Y TPUa30JIoia3eriniB 6a3yoThCsa Ha 0AraToCTaIiMHIX PeAKITisIx
[UKJIONPUETHAHHST TPUA30JIBHOIO IUKJIY JI0 JiaseninoBoro dbparmenta |7, 8. Tomy pospobka me-
TOJy OTPUMAHHS JiA3€IiHiB, IO MOEAHYIOTh OeH30(dypaHOBUil Ta TPUABOJILHUN IUKJIA, € aAKTY-
AJTBLHOIO.

Hamu pospobiieno HoBuil ojHOCTAAifiHIIA MeTON cHHTe3y HeBigomux paninie 9-(4-xsopode-
His)-3-MeTui-6-enin-6,12- nurinpo-7TH-6en30(4,5]|bypol3,2-¢][1, 2,4]-rpuaszoso[4, 3-b| |1, 2| siazemi-
HiB 2a-r, gkuil 6a3yerhcs: Ha B3aeMO/Iil 4-aMiHOTpua30/1y 1, 3 apOMATHIHUME aJIbJIETiIaAMI B CO-
JITHIF KUCJIOTi. Y MOBH IIPOBeJieHHsT cuHTe3y Bimmosimaiors peakiiil [likre—IlImenriepa. Buxomn
IIJIBOBUX HPOLYKTIB 2a-T cTaHoBasTh 61-82%. Takoxk BapTO BiJIBHAYUTH, IO OTPUMAaHI CHOJIYKI
€ JUTiIPOIOXITHUME Jia3eliHiB, siKi 0 IBOro 4acy orpumysajn BigHoBieHHsiM C=N 3B’s3Ky
rianoboporijpugoM Hatpio [9):
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2a: Ry = 4-CI-Ph; 26: Ry = 4-(O-CHg3)-Ph; 2B: Ry = 4-CH3-Ph; 2r: Ry = 4-N—(CHg3)2—Ph,
R; = 4-CI-Ph.

BymoBy rerepoxkoneHCOBaHUX Jia3emiHiB 2a-T JOBEIEHO METOIOM 'H gaMP CIIEKTPOCKOITIT.
Ha nemtanapny 0y10By Aia3erniHOBOIO IUKJIY CIIOJIYK 2a-T' BKa3yIlOTh XapaKTepHi 1y0JeTH mpoTo-
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HiB CHo-rpynm miazemninoBoro kinbis B obsacti 4,30—4,52 M. 9. 3 KOHCTAHTOIO CIIH-CIIIHOBOI B3ae-
mozii 16 I'i. OcoGausicrio 'H SIMP-criexrpis miazeninis 2a-r npu 298 K € ymmpenns curuaJis
apoOMaTHYHUX ITPOTOHIB, sIK€ 3yMOBJIEHE BHYTPINTHBOMOJIEKYISPHOIO JWHAMIKOIO J11a3eIiHOBOTO
dparmenTa. [ligsunenus remmeparypu 710 363 K mo3Bosisie orpuMaT 9iTKi CUTHAJIN JJAHUX IIPO-
TOHIB. Pe3ysbraTn m01aTKOBUX MOCTIIZKEHD METOIOM 13C SIMP cuekrpockoii Ta €KCITEPUMEHTY
COSY uinreep/kytorTs OyJIOBY jlia3eriHiB 2a-r.

Takum 9uHOM, HAMU PO3PODJIEHO METO/T CUHTE3Y, BUIIJIEHO B 1HIWBIlya JbHOMY CTaHI Ta i/1eH-
tudiKoBaHO HOBI mOXimgHi Tpmazosodberzodypomiaseminy. [lomaabin TOCTiKEHHST B IIHOMY Ha-
IpsMi BIJIKPUBAIOTH MIUPOKI MOXKJIMBOCTI JIJIsi BUBUEHHsI 1X HEPETBOPEHb Ta OIOJIOriYHUX BjIac-
TUBOCTE.

Excnepumentanbua gactuaa. Crnekrpu 'H SIMP samucani na npuiaai Bruker Avance 11
400 (400 MTI'n), posunuruk — DMSO-Dg, BHyTpimHiii crangapr — TMC.

EstemenTrmit anajis Binnosinae HaJaHuM crojykaMm. Buxigauii amiHOTpHa30J1 OTpUMYBAJIH,
3rizHo 3 BigoMoio Meroaukoo [10].

BarajsibHa MeTOoAMKAa OoTpuMaHHs aAiasemiHiB 2a-r. Cywmim aminocnonyku 1 (1 MMosb)
i apomaruanoro aspjeriay (1 mmonb) y 4 mu cossiHol Kuciaoru nepewmintytors npu 80-90 °C
4 ron. JIjist Kpamioro po3YnHeHHs BUXIJTHUX CIIOJIYK MOXKHA JojiaBaTu 1-2 My jiokcany. Peaxiriii-
HY CYMIIIl OXOJIO/IZKYIOTh, PO3BOJSTL BOJOIO 1 HeHTpasizyiorh 10%-M BOJHUM PO3YMHOM amiaky
JI0 CIaDOJTY?KHOT peakIiil. 3a/nuIaoTh CyMint Ha 1 Toj, OTiM KpUCTau BiAdIbTPOBYOTE 1 IIPO-
MUBAIOTH BOJIOIO.

6,9-6ic(4-xaopoderin)-3-memuana-6,12-duzidpo-7TH-6ensol4,5]pypo[3,2-¢e[[1,2,4]
mpuasonof4,3-bf[1,2]diazenin 2a. Buxix 61%. T. ron. 267-269 °C (3 JIM®A).

'H aMP (90 °C) (m.u., J, I'm): 2,43 (3H, ¢, CH3), 4,39 (1H, x, J = 16 I'n, CHy), 4,53 (1H,
n, J =16 I'u, CHy), 5,74 (1H, ¢, CH), 6,86 (2H, n, J = 8 ', Hapowm), 7,12 (2H, 1, J = 8 ',
Hapowm), 7,18 (1H, n, J = 8 I'u, H-2), 7,24 (1H, ¢, H-4), 7,41 (2H, n, J = 8 I'n, Hapowm), 7,69
(2H, n, J = 8 I'u, Hapowm), 7,71(1H, n, J = 8 I'u, H-1), 7,84 (1H, ¢, NH).

9- (4-znopodenin)-6-(4-memorcugpenin)-3-memuan-6,12-dueiopo-7H-bensof4,5]py-
po[3,2-e][1,2,}|mpuasonof},3-b][1,2]diazenin 26. Buxim 81%. T. rom. 262-264 °C
(3 IM®DA).

'H amp (90°C) (m.u., J, I'n): 2,42 (3H, ¢, CHj3), 3,68 (3H, ¢, OCHs), 4,37 (1H, 1, J = 16 I'ny,
CHy), 4,52 (1H, n, J = 16 I'u, CHy), 5,64 (1H, n, J = 4 I'n, CH), 6,65 (2H, 1, J = 8 ', Hapowm),
6,77 (2H, n, J = 8 'y, Hapowm), 7,17 (1H, n, J = 8 T'u, H-2), 7,23 (1H, ¢, H-4), 7,39 (2H, x,
J = 8 I'm, Hapowm), 7,70 (4H, n, J = 8 I'n, H-1, Hapom, NH).

9- (4-znopogenin)-6-(4-memuagpenin)-3-memuna-6,12-0uzidpo-7TH-6en3of4,5]dypo
[3,2-¢e][1,2,4]mpuasonof4,3-b][1,2]0iazenin 26. Buxin 82%. T. ron. > 300 °C (3 IM®A).

'H aMP (90 °C) (m.u., J, I'm): 2,21 (3H, ¢, CH3), 2,42 (3H, ¢, CH3), 4,38 (1H, 1, J = 16 'ny,
CHy), 4,52 (1H, n, J = 16 I'u, CHy), 5,64 (1H, n, J = 4 I'n, CH), 6,75 (2H, n, J = 8 T'ui, Hapowm),
6,90 (2H, n, J = 8 'y, Hapowm), 7,17 (1H, n, J = 8 T'u, H-2), 7,23 (1H, ¢, H-4), 7,39 (2H, x,
J = 8 I'u, Hapowm), 7,66 (1H, n, J = 8 ', H-1), 7,70 (3H, x, J = 8 ', Hapom, NH).

9- (4-xnopogpenin)-6-(4-(N,N-dumemuna)penina)-3-memuan-6,12-duzidpo-7H-b6enso
[4,5]Pypo[3,2-e][1,2,4]mpuaszonol,3-b][1,2]diazenin 2 e. Buxin 79%. T. rou. 243-245 °C
(3 IM®DA).

'H IMP (90 °C) (s w., J, Tn): 2,42 (3H, ¢, CHj), 2,82 (6H, ¢, CH3), 4,36 (1H, x, J = 16 I'n,
CHy), 4,50 (1H, n, J = 16 I'n, CHy), 5,54 (1H, ¢, CH), 6,43 (2H, n, J = 8 ', Hapowm), 6,66
(2H, n, J = 8 I'n, Hapowm), 7,16 (1H, n, J = 8 I'u, H-2), 7,22 (1H, ¢, H-4), 7,37 (2H, 1, J = 8 T'w,
Hapowm), 7,68 (4H, n, J = 8 T'u, H-1, Hapom, NH).
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A new method of synthesis of derivatives of benzofuran,
triazolo[4,3-b][1,2]diazepines

A convenient one-step method of synthesis of 9-(4-chlorophenyl)-3-methyl-6-aryl-6,12-dihyd-
ro-TH-benzo[4,5]furo[3,2-e[[1,2,4[triazolo[4,53-b][1,2]diazepine by the reaction of 3-(4-chlorophenyl)-
5-[(6-methylbenzofb[furan-3-yl)methyl]-4H - 1,2, 4-triazol-4-amine with aldehydes in the acid me-
dium has been developed.
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