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CHUHTE3 1- BAMEIIIEHHBIX 7,8-TUMETOKCHU-3,4-TUTUPO- U 1,2,3,4 - TETPATIPO(5H)
-2-BEH3A3EIITMHOB

A. A. ATEKAH, JI. NLIIMPJIDKAHOB, JI. II.COJIOMHHA,
E. A. APAKEJIH u 3. A. MAPKAPAH

WucTutyT ToHKOH opranndeckoi xumuu uM. A. JI. MEIXKO0gHa
HAH Pecny6nuxu Apmenus, Epesan

IMoctymmmo 15 XII 2003

Ha ocHoBe MOHOZMMETOKCH(BEHMIITPOIMIAMI/A STUIOBOro 3drpa IaBeieBoii KUCIOTE OCyllecTBIeH CUHTe3 7,8~
IUMeTOKCH-2-0eH3a3eIIMHOB, COZEpXKAlluX B IIEPBOM IIOJIOXKEHHU B KadeCTBe 3aMeCTUTeneil KapGaTOKCHIIBHYIO,
aMUZHYIO ¥ OKCHMETUJIBHYIO IPYIIIIBL

Bubi. ccpmok 3.

Panee Hamm coOOWANIOCH O IYTAX CHHTe3a 2-0eH3a3eIIMHOB, COAEPXKAUIVX CIIMPOLMKJIOATKAHOBBIE
3aMeCTHUTEeIN B IIATOM ITOJIOKEHUH TeTepOoIUKINdeckoro Konsua [1,2]. B Hacrosmeit paGoTe ucciefoBaHbI
BO3MOJXXHOCTH IIOJTy4Y€HUS 2-0eH3a3eIMUHOB C Pa3INIHBIMU (I)YHKHI/IOHaJIBHBIMI/I TpyninamMy B IIEPBOM
IIOJIOXKEHUH.

CuHTe3 OCyILeCTBIIEH II0 CIeAyIoLeil cxeMe:
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B kavecTBe HMCXOZHOTO KOMIIOHEHTAa  WCIIONB30BaH  3,4-muMerokcudenmanponmiamMuH |,
B3aMMOJEHCTBeM KOTOpPOTO C IUATHJIOKCAJIATOM moxydeH amuzaoabup II, mepeBeseHHBINI B yCIOBUAX
peakiuu Bumnepa-Hanupansckoro [3] B 1-xapGaroxcu-3,4-murugpo-2-6ensasenuu 1II, uro mgoxasano
HamnuueM B crekrpe SIMP nByx apoMaTH4ecKUX IIPOTOHOB BMECTO TpPeX B HCXOZHOM coemuHeHuu II u
orcyrcreueMm nornomenus NH rpymmst B MK cmekrpe. Peaxnwmeir III ¢ mermnamusOM BhIfeneH N-
meTwiamuz, 1V, wusbuparenpHOe BOCCTAHOBIEHME KOTOPOTO OOPTUIPUAOM HATPUs IPUBOAUT K
TeTparugpobersasenuHy V ¢ coxpaHeHHeM QYHKIIMOHAIBHOM IPYIIIBL B IIEPBOM IIOJIOXXEHHH.

IToTHOCTBIO BOCCTAaHOBIEHHEIH 1-okcuMeTmiTeTparugpobersasenus VI moryden Boccranopneruem 111
amomorugpuzgom autua. Coeguaenus V u VI MOTYT CIy>XUTh CTapTOBBIMU IIPOAYKTAaMU IS AalbHEUIIIX
CuHTe30B. B uwacTHOCTH, B3aumogelicTBHeM V C aJIUIOPOMHUCTHIM TONy4eHO N-a/UIMJIBHOE IIPOM3BOLHOE
VIL

Ywucrora u CTPYKTYypa AOKa3aHbI JaHHBIMM (];)I/ISI/IKO—XI/IMI/I‘-IECKOI‘O dHaJIn3d.

OKCIlepUMeHTaJIbHAasA YacTh

UK cnextps! cuars Ha npubope “UR-20” (B BasenrnHOBOM Macie), criekTpst SIMP — Ha cnexTpomerpe
“Varian T-60% suytpennuii cranzaptr — TMC. TCX nposezena Ha miactuukax “Silufol UV-254", smoenT —
6ensoi-aneroH (1:1), mapsr aMMuaka, IpPOABUTENH — IIAPEI Hoga.

Otunossiit a¢up N-[3-(3,4-mumerokcudenun)nponmiamus)-maseneBoit kucaorsr 1. K xumamemy
pactBopy 7,3 r (0,05 mozq) sustunokcanara B 100 a2z xmopodopma npubasisior mo Kamwnam 9,8 (0,05 amors)
amuHa I B 50 a7 xnmopodopma m kumarar 10 w OTroHAIOT pacTBOPUTENb M MAaCIOOOPA3HBIH IPOLYKT
neperousior. Beixog 7,7 r (70%); t.xum. 225-230°C/1 aar. Re 0,49. Haiizeno, %: C 61,22; H 7,22; N 5,18.
CisH21NOs. Berumcneno, %: C 61,01; H 7,16; N 4,74. UK cmexTp, v, em 3350 (NH); 1720 (C=0); 1680
(NC=0). Criextp SIMP 'H (CCL,), 5, m.1.: 1,27 (3H, CH); 1,8 m (2H, CCHC); 2,51 (2H, CHAr); 3,3 M (2H,
CHzN); 3,7u 3,79¢ (6H, 2CHO); 4,21 (2H,CH0); 6,75m (3H, apom.); 7,9m (1H, NH).

T'uppoxnopus stunoBoro sdupa 7,8-aumerokcu-3,4-guruzpo (5H)-2-Gensasenus-1-kap6GoHOBOI
kucnorsl (III(HCI). Cmecs 12,5 r (0,042 morzg) amuma II u 35 mr xmopoxucu docdopa B 200 ar
aneronurpwia Kunatat 10 v OTTroHAIOT pacTBOpPUTENb, OCTATOK PACTBOPSIOT B JIEAAHON BOJZE W IIpU
OXJIWKIEHUM IOAIIENadYMBAIOT AMMHUAYHOM BOZOIM. OKCTParupyloT OeH-30710M, CyLUIaT CEPHOKUCIBIM
HaTpueM, OTTOHSIOT PAaCTBOPUTENb, ocTaToK pactBopsaioT B 100 azr adwmpa, Bcrpaxusator ¢ 10 r oxucu
QTIOMUHUA, OT(QUIBTPOBBHIBAIOT MU JAeHCTBHEM 5(GUPHOTO pacTBOpa XJIOPUCTOTO BOZOPOAA IOTYYaiOT
rugpoxiopuz. Berxorn 6,7 r(50,4%); 1.1, 136-138°C (criupr-adup).
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Rr 0,48. Haiigeno, %: C 56,84; H 6,86; N 4,18; Cl 10,92. CisH20NO4Cl. Beruucieno, %: C 57,41; H 6,42;
N 4,46; Cl 11,29. UK cmexktp, v, cm': 1730 (C=0); 1640 (C=N). Cuextp AMP 'H (D20), 6, m.z: 1,15 T (3H,
CHs); 1,8 m (2H, CCH:C); 2,7 m (2H, CH2Ar); 3,0 m (2H, NCH2); 3,7 u 3,9 ¢ (6H, 2CH30); 4,0 m (2H, OCH>2);
6,95 u 7,05 c (2H, apom.).

N-Merwiamuzg-7,8-gumeroxcu-3,4-guruapo(5SH)-2-6en3asenun- 1-kap6oHoBoii kucnorsr IV. Cmecs 5,5
r (0,02 morg) sdpupa III u 15 mr HaceimenHoro metwiamusHoM (30%) cnupra KUNATAT 3 ¥, OXJIKZIAIOT U
OT(MIBTPOBBIBAIOT BhINABIIKe KpucTautbl. Berxog 4 1 (76,9%); t.mr. 108-109°C (cmupr). Re 0,42. Haiineno,
%: C 63,30; H 7,27; N 10,33. C1sH1sN20s. Bsruncneno, %: C 63,34; H 6,80; N10,63. K cuextp, v, car': 3390
(NH); 1690 (C=0); 1630 (C=N). Cnextp AMP 'H (IMCO), 9, m.z1.: 2,25 m (2H, CCH2C); 2,45 T (2H, CH2Ar);
2,75 1 (3H, NCH3); 3,3 T (2H, CH2N); 3,75 u 3,85 c (6H, 2CH30); 6,9 u 7,05 c (2H, apowm.); 8,2 m (1H, NH).
T.mwr. rugpoxnopuza 178-180°C (cmupr).

N-Metunamug 7,8-aumerokcu-1,2,3,4-rerparuapo(5H)-2-6en3asenun-1-kap6oHosoit kucaotsr V. K
pactBopy 2,6 r (0,01 sorzg) Gensazemuna IV B 50 a7 metanona mpu temmepatype 0° HeGOIBIIMMY TOPITUIMH
no6Gasiaior 1,1 r (0,03 mozg) 6oprugpuza Hatpusa. OCTaBAAIOT HA HOYb, OTTOHSIOT PACTBOPUTENH, OCTATOK
pacTBOpAIOT B OeH30Jsle, TPOMBIBAIOT BOZOM, CyLIaT CEPHOKHUCIBIM HATPUEM, OTTOHAIOT PacTBOPUTEIb,
06pa3oBaBIIKecs: KPUCTAJUIBI IT€PEKPUCTAIN30BBIBAIOT M3 cMecu GeHsoia-adup (2:1). Beixox 1,9 r (73%),
1.1 123-124°. Rr 0,38. Haitgeno, %: C 63,85; H 7,83; N 10,90. C14H20N203. Beruucieno, %: C 63,63; H 7,57;
N 10,60. UK cnektp, v, car': 260-3400 (NH, NH); 1660 (NC=0). Crrextp AMP 'H (CDCL), 6, m.z.: 1,6 M (2H,
C-CH2-C); 2,7 m (2H, ArCHz2); 2,9 1 (3H, NCHs); 3,1 m (3H, NHCH2); 3,80 u 3,83 ¢ (6H, 2CHs30);); 4,2 m (1H,
CH); 6,65 u 6,78 c (2H, apom.); 7,4 m (1H, NH);

1-Tuppoxcumernnen-7,8-pumeroxcu-1,2,3,4-rerparugpo(5H)-2-6ensasenrua VI. K 1,4 r (0,036 mozq)
amomorugpuza nutusg B 507 abe.adupa mpubasnaior mo KamwnaM 5 r (0,018 mo.zg) 6ensazenuna 11 B adupe.
Cmech kunaTaT npu nepememrnBanuu 10 g, pasmaraioT Bogoii, OTGUIBTPOBRIBAIOT, OTTOHIIOT PAaCTBOPUTEIH
Y OCTAaTOK IIepeKPUCTA/UIM30BBIBAIOT 13 rekcaHa. Brrxoz 2,2 r(51,4%); T.m. 145-146°C. Rt 0,33. Haiigeno, %:
C 65,35; H 7,80; N 6,20. C13H1sNOs. Beruucneno, %: C 65,79; H 8,07; N 5,90. K cmexTp, v, car': 3300-3500
(OH, NH). Cnextp AMP 'H (CDCls), 6, m.zx.: 1,8 m (2H, C-CH2-C); 2,3 m (2H, CH2Ar); 3,0 m (2H, CH:N); 3,3
M (2H, CH20); 3,80 u 3,85 ¢ (6H, 2CHs0); 4,0 m (1H, CH); 6,6 u 6,75 ¢ (2H, apom.). T.mn. ruzpoxmopra
170-171°C.

I'uppoxnopus  N-amwmun-N-mermwnramug-7,8-gumerokcu-1,2,3,4-rerparugpo-  (5H)-2-6enzasenusn-1-
xap6onoBoit kuciaorsr (VII(HCI). Cmecs 1,3 r (0,005 mozg) 2-Gemsazemmna V, 0,6 r (0,005 wmoza)
awtnabpomuza u 0,5 r (0,005 mo.zg9) tpustnnamuna B 20 sz oTaHoNa KUIATIAT 5 7. OTTOHSIOT PacTBOPUTEIH,
OCTAaTOK PacTBOPAIOT B 3GUpe, IPOMBIBAIOT BOZOI, CyLIaT CEPHOKHCIBIM
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HaTpueM, OTGMIBTPOBBIBAIOT U JeHCTBHEM S(UPHOro pacTBOpa XJIOPUCTOrO BOZOPOJA IOJIYYaOT
ruapoxsopug. Berxox 1 r (50%); t.mwr. 205-206°C. Re 0,42. Haiizeno, %: N 8,45; Cl 10,62. Ci7H2sN20sCl.
Beruncneno, %: N 8,22; C1 10,42. UK cmexrtp, v, em'; 1650 (NC=0); 1630 (C=C). Cuextp AMP 'H (DMSO), 5,
m.za.: 1,6 m (2H, C-CH2-C); 2,75 m (3H, NCHs); 2,9 m (4H, CH2N + CH2Ar); 3,1 m (2H, CH2N); 3,75 u 3,8 ¢
(6H, 2CHs0); 4,4 m (1H, CH); 5,1 m (2H, =CH>); 5,8 m (1H, =CH); 6,6 u 6,65 c (2H, apom.); 7,5 m (1H, NH).

1-S6NUYULYUD 7,8-2hUGEOLUR-3,4-1h2h Y N1- BY 1,2,3,4-SESCUZPYCN (5H)-2-AELAULGNPLLE P
UbhupEt

U. U. UNBusUL, L. T. 1hroULNY, L. 1. UNLAUPLU,
G. U. UNULBL3UL L E. U. UUMUL3UL

Ppplgyuppyh tupbkph ghitpopupdthjypnuypjudhgh hptwl Jpu hpwlubwgyty t 7,8-nhutpopuh-2-
piuquqbtwhttph uhtuptq, npnup wpwehtt nhppnid Wupnibwlnid tu npytu mknuluhy Yuppkpopuhjuyht,
wuhnujhtt b opuhubphjuyht jadpbp:

SYNTHESISOF 1-SUBSTITUTED 7,8-DIMETHOXY-3,4-DIHYDRO
AND 1,2,34-TETRAHYDRO (5H)-2-BENZAZEPINES

A.A.AGHEKYAN, L. Sh. PIRJANOV, L. P. SOLOMINA,
E. A. ARAKELYAN and E. A. MARKARYAN

On the basis of monodimethoxyphenylpropilamide xdili@ ethyl ester there was carried out syhthebis o
7,8-dimethoxy-2-benzazepines containing in thet figesition, as substituents, carbethoxy, carbanzidd
hydroxymethyl groups.
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