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CHUHTE3 Y BUOJIOTUYECKASI AKTUBHOCTb MOHO-
Y IUSAMEIIEHHBIX AMUJIOB 1-AMUHO-3,3-IUSTUI-2-1TMAHO-3,4-
IUTHUIPOHA®TAJIMHA

A. 1. MAPKOCHAH, C. A. IIOTOCAH, M. C. CA®APAH,
®.T. APCEHAH u P. C. CYKACAH

WMucruTyT TOHKOM Oprannyeckoit xumuu uMeru A.Jl.MumxosHa
HAH Pecny6iuxu Apmenus, Epesan

IToctymuno 5 IX 2006

C mespio MOMydYeHU HOBBIX GMOJOTMYECKH aKTMBHBIX COeNMHEHHH IuKnusanuei aunutpuna Il ¢
KOHIIEHTPUPOBAHHON CePHOM KUCIOTON TonydeH 3,3-AUSTHI-1-aMKUHO-2-IMaHO-3,4-AUrHAPOHA(TAIMH.
BsaumogeiicTBIIeM IIOCJI€JHETO C XJIOPAaHTMAPHJAMU KapOOHOBBIX KMCJIOT IOMY4eHBI MOHO- U

Iu3aMelleHHbIe aMUIbI.

Ta6. 2, 6u6:. cceutok 10.

JlutepaTypHble [JaHHBIE CBHAETEIBCTBYIOT O TOM. YTO IIPOMU3BOJHBIE
GeH30XMHA30JIMHOB O0IAfAI0T Pa3IMYHBIMKU OHOJOTHYeCKUMU cBoiicTBamu [1-8].
s momyueHusa GeH3o[h]xMHA30IMHOB YZOOGHBIM HMCXOAHBIM BEIIECTBOM MOT OBl
cnyxuth 1-amuH0-3,3-gusTnI-2-nuano-3,4-guruaponadranuy (111).

Hamu paspaboran gocTymnusiii Meton cuHTesa -amuHoHuTpria (III) ncxoms us
IpPOAYKTa KOHAEHCAIMW [JUHWUTPUIA MaJIOHOBOH KHCJIOTHI C IE€HTAaHOHOM-3,
B3aMMO/IeHiCTBHE KOTOPOTO d GeH3MWIMarHUIXJIOPUAOM TIPOUCXOAUT
permoceneKTUBHO ¢ obpasoBaHmem guuurpuiaa II. O6GpaGoTkoil IocienHero
KOHIIeHTPHPOBAHOM CEPHOI KUCIOTON Hamu moixydeH B-amuHoHuTpui III. M3yueno
B3aUMOJIEHiCTBYE AMHHOHHUTPUIA C XJIOPAHTHAPUZAMHU KapOOHOBBIX KHCJIOT.
BrifBiIEHO, YTO TpM UCIONB30BAHUU XJIOPAHTHAPUAOB B cooTHomeHwu 1:1
o6pasyloTca MOHO3aMeleHHble aMuHOHMTpwIbl 1V-XI, a B cooTHomenuu 1:2 —
amugsl XII-XV.
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IV. R=C,Hs, V. R=CgHs. VI. R=4-Br-CgHg; VII. R=2,4-Cl,-CoHg: VII1. R=2-CHa-CgH:
IX. R=3—CH3'C6H4, X. R=4'CH3-CGH4, XI. R=CHzceH5, XII. R=CH3, XIII. R=2'CH3-
C6H4; XIV. R:4'CH3'C6H4; XV. R:2,4'C|2'C6H3;

B omsitax in vitro umsydeno BausHue coepuHeHui II-XIV Ha axTUBHOCTB
monoamuHOKcuzAazsl (MAQO) mosra KpsiC B KOHIEHTPALUU 5 MKMOJIB/ M TIPOGHL C
KCIOJIBb30BaHUEM B KaudecTBe cyGcrpata ceporoHuHa [9]. IIpormBoomyxoseByio
aKTUBHOCTh M3y4YajJy Ha MOJEJIIX aCIUTHOH KapLMHOMBI JDpimuxa u capkomsl 180
coracso [10].

Cpezu wHCClIeOBaHHBIX COEJUHEHUN TONBKO coenuHeHume X o6iazaer
CIIOCOOHOCTBIO ~ MHrMOuMpoBarh  akTWBHOCTE  MAO Ha  62(3%, a B
XMMHOTEPANeBTUYECKUX DKCIIepUMeHTax auis coegunenud III, V u VI B mose 150
MI/KI BBI3BIBAIOT MHIMOMPOBAHME POCTA ACIIUTHON KApPIIMHOMBI ODPJIUXa M CapKOMBI
180 cootBeTcTBeHHO Ha 40-64 1 36-52%.

OKCIIepUMEeHTaIbHAA YacTh

UK cmextpst cusrer Ha npubopax «FT-IR NEXUS» u «UR-20» B BaszesnHOBOM
macre, cmexkrpel IMP 'H - na cmexrpomerpe «Varian Mercury-300» (CIIA),
BHyTpeHHu# craHgapr TMC wmmm TI'MJIC. Macc-ceKTpsl IOJXy4eHBI Ha
cuexTpomerpe «MX-1321A» (CCCP) c mcmonp3oBaHKMEM CHCTEMBI IIPSIMOTO BBOZAA
obpasua B MOHHBIN ucTouHuMK. TCX mpoeezeHo Ha mmactuHKax «Silufol UV-254»,

IIPOABUTEID - IIAPBI HOAa.

Hurpun 3-stun-3-Gensun-2-uuaHoneHtaHoBoit kuciaorel II. K sdupHOMY
pacTBopy GeH3MJIMarHuixiaopuza, morydeHHomy u3 21,6 r (0,9 amorzg) marHueBsIxX
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crpyxek, 114 r (0,9 mors) OGemsunxmopuma u 400 mz cyxoro sdwupa, npu
mepememuBaHuy npubasiafior mo KamasMm pactBop 80,4 r (0,6 mozg) mHurpuma 3-
STHUJI-2-1I[UaHO-2-TIeHTaHOBOM KuciaoTsl B 150 a7 adupa, nogmepxusas teMieparypy
peaxuuonHO# cMmecu 25-30 °C. Ilo oxoHuUaHUHM NpuOaBIeHUA IEePeMELINBAIOT IPU
KOMHATHOM TeMIlepaType 5 g, OXJIQKIAIOT JeJIHOM BOAOM U MIPUOABIIAIOT II0 KAIUIAM
250 mr 10% conanoit kuciorsl npu 10-15°C. IlepememnBaioT mpu KOMHATHOM
TeMIIepaType [0 IOJHOTO Pa3IOXeHHS KOMIUIEKCA, OPraHMYeCKUN CJIOH OTAEIIIOT,
IIPOMBIBAIOT BOJON M cymaT cyiabdaToM Maraus. Ilocie OTTOHKM pPacTBOPHUTEINS
ocTaTok meperoHaioT B Bakyyme. [loxyuator 119,3 r (88%) guuurpuina II. T.xum. 156-
160°C/3mm. VIK cmextp, vmax, cmr': 1600(C=C, apom); 2265 (C=N). [IMP cnextp
(IMCO-ds), 6, m.g.: 1,02 T (6H, J=7,6, 2CH3), 1,60 x (2H, J=7,6, CH2), 1,60 x (2H,
J=7,6, CH2), 2,79 c (2H, 4-CHz2), 4,50 c (1H, CH), 7,18-7,32 m (3H, CsHs). Haiigeno,
%: C79,72; H7,93;N 12,42. CisHisN2. Beruncieno, %: C 79,64; H 7,96; N 12,39.

1-Amuno0-2-1mano-3,3-gusTin-3,4-gurugponadtanun III. K 45,2 r (0,2 moxzs)
puautpuna 1l npum  mepememmBaHuu mpubapiasior 1o mopumaM 90 ar
KOHIIeHTPHUPOBAaHHOH cepHOIl kuciorel mpu 15-18°C. Ilpu oroit TemmepaType
IepeMelINBalOT elle 3 ¥, 3aTeM BBUIMBAIOT HA JeJ, ¥ IpU IepeMellMBaHUU
Hedrtpanusylor 20% pacTBopoM aMMwuaka. BelgenuBmIMICA aMUHOHUTPHI
9KCTParupyioT 3GUpOM, IPOMBIBAIOT BOZOH U cymar cyibdatom Hatpusa. Ilocie
OTTOHKM PaCTBOPUTENA OCTATOK IEePeKPUCTAIIM30BBIBAIOT M3 CMeCH STaHOJI-BOJA
(2:1). Honyuaror 32,5 r (72%) amusonutpuia III. T.mn.82-84 °C, R¢0,7 (x1opodopm :
anetoH, 8:2). MK cmexTp, umax, cur': 2190 (C=N), 3200-3470 (NH2): IIMP cnextp
(AMCO-ds), 6, m.g.: 0,88 T (6H, J=7,5, 2xCHs), 1,44 nx (1H, J1-13,8, J2=7,5, 8-CHz),
1,50 zx (1H, J1=13,8, ]2=7,5, 8-CH2), 2,68 c (2H, 5-CH2), 5,77 m (2H, NH2), 7,11 m (1H,
CeHs), 7,19-7,28 m (2H, CeH4), 7,62 m (1H, CsHs4). Hatizeno, %: C 79,50; H 7,89; N
12,36. Ci1sH1sN2. Beruucieno, %: C 79,64; H 7,96; N 12,39.

3,3-JusTnn-1-anmnamMuHo-2-uano-3,4-gurugponadramuns IV-XI. Cvecs 3,39
r 0,015 mozg amunonutpuina 111, 0,015 mo/zg cooTBeTCByIOLIETO XIOpaHTUAPHUAA B 25
MJ CyXOTO TOJyOJa KHIATAT C oOpaTHBIM xomogunbHukoM 7 4. Ilocie oTroHku
pacTBOpUTEN OCTATOK IEepPeKPUCTAIIM30BBIBAIOT K3 odTaHoma (tabm. 1 u 2).
AHaoru4HO noxyyaiorT MoHoamuasr IV-XI.

3,3-dustun-1-guanumramuso-2-nuano-1,2-gurugponadramuus  XII-XV. Cwmecs
2,26 r (0,01 mozg) amunonurpuia 111, 0,02 mozg xmopauruapuma u 25 mr cyxoro
TOJIyOJIa KUIIATAT ¢ 06paTHBIM xonoguiasHuKoM 20 . Ilocie oTroHKH pacTBOpUTEILT
OCTaTOK IePeKPHCTAJIM30BBIBAIOT U3 TaHoIa (Tabr. 1 u 2).

Pabora BrimonHeHa npu (MHAHCOBOH IOAAepxKe MeXIyHapoZHOTO Hay4dHO-
texaudeckoro merTpa (I'pant A-649)
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Tabuwuna 1

3,3-Aduatun-1-anunamuno IV-XI u 3,3- gustun-1-guanunamMuno-2-uuaHo-3,4-
puruppoHadramasr XII-XX

Haitgeno,%

Brruucieno,%

CoenuHenue Beixoz, o Bpyrro-
R % Rt |T.aure,C C HIN bopmyna C HI| N

122-

IV C,Hs 80 050 O, |7198/7,15/9,82| CyHzN,O |7230|7.13|7852

v CeHs 82 0,60 11%% 79,82|6,59(8,52| CypH»N,O [79,96(6,71| 8,47

Vi 4-Br- 66 |068] L'% |64.66|508|692| CpHy BIN,O |64,55|5,17] 6,84
CeHa 177

i 24Cl- |67 |oe7| 0% |66,22|502|7,22| CuHaClN,0O |66,17|5,04| 7,01
CeHs 110

Vi 2CHs | 775 |075| 149 |80,22|7,04/821] CrHauN,0 [80,19(7,03 8,13
CeHa 151

x 3CHs | 43 lo75| 19 | 803 |7.05/828| CrHxN,O |8019]7,03| 813
CsHa 151

N ACHs | 9 Jogo| 2% |80,12(7,08814] CuHuN,0 [8019]7,03| 813
CeH4 202

XI|CHCHs| 90 [058| 12 |80,32(7.08[8:60| CaHuN.O [8020(7,02| 813

] CHy | 65 |075| 1% 17360]7,10(9,11) CiHaN,O, [7354(7,00| 9,03

X111 2'CH3_ 52 0’64 150- 80,52 6,50 6,10 Qz,ngoNzoz 80,51 6,49 6,06
CeH4 152

xiv | ¥ a5 063 > |80,55/6,53(6,10| CoHaN.0, |80,51(6,49| 6,06
CeHa 156

XV Zé"ﬁ'f 72 |0,62| 82-83 |60,82|3,82|4,92| CH.ClN,O,|60,83|3,84| 4,90

6! 13

TCX B cucreme xmopodopm-aneroH, 8 : 2.
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Tabuwma 2

CroexTpanbHble XapaKTepUCTHKH 3,3-AusTiia-1-anmnamuso- IV-XI u 3,3-gustin-1-

JUaUWIaMuHO-2-1uaHO-3,4-gurngpoHadramuaos XII-XV

Coenmu-
HeHHe

Cuexrp AMP 'H (IMCO-ds), §, m.z.:

Macc-
CIIEKTPBHI,
M+

v

0,94 1 [6H, (CH,CH3),, J=7,5], 1,19 1 (3H, COCH,CH, J=7,6), 1,48-1,69
M [4H, (CH,CH5),], 2,39 k (2H, COCH,CH;, J=7,6), 2,83 ¢ (2H, 4-CH,),
7,13-7,29 M (4H, Ar)

282

0,99 1 [6H, (CH,CH3),, J=7,4], 1,64 m [4H, (CH,CH3),], 2,90 ¢ (2H, 4-
CHy), 7,16-7,21 M (2H, Ar), 7,25-7,32 M (2H, Ar), 7,47-7,59 m (3H, Ar),
8,05 M (2H, 0-CH), 10,13 ¢ (1H, NH)

330

VI

0,98 1 [6H, (CH,CHs),, J=7,5], 1,53-1,74 m [4H, (CH,CHy),], 2,89 ¢ (2H,
4-CH,), 7,16-7,31 m (4H, 5,6,7,10-CH), 7,66 1 (2H, m-CH, J=8,5), 7,99 1
(2H, 0-CH, J=8,5), 10,21 ¢ (1H, NH)

408.410

VII

0,98 1 [6H, (CH,CHs),, J=7,4], 1,5-1,74 m [4H, (CH,CHy),], 2,89 ¢ (2H,
4-CHy), 7,18 11 (1H, 5-CH, 3=7,06, 3,=1,6), 7,21-7,33 m (2H, 6,7-CH),
7,46 M (1H, 8-CH), 7,48 11 (1H, dd, m-CH, 3=8,2, ,=2,0), 7,53 x (1H,
m-CH, J=2,0), 7,63 1 (1H, 0-CH, J=8,2), 10,32 ¢ (1H, NH)

VIII

0,98 1 [6H, (CH,CH3),, J=7,4], 1,54-1,75 m [4H, (CH,CHy),], 253 ¢ (3H,
CH3), 2,89 ¢ (2H, 4-CHy), 7,17-7,44 m (7H, Ar), 7,62 m.ca (1H, 8-CH,
J7,4), 10,06 ¢ (1H, NH)

344

IX

0,98 1 [6H, (CH,CHs),, J=7,4], 1,53-1,74 m [4H, (CH,CH3),], 2,47 ¢ (3H,
CHa), 2,89 ¢ (2H, 4-CH,), 7,15-7,21 m (2H, Ar), 7,25-7,31 M (2H, Ar),
7,35-7,40 m (2H, Ar), 7,82 11 (1H, 0-CH, 3=7.7, 1=2,2), 7,85 ur.c. (1H,
0-CH), 10,07 ¢ (1H, NH)

344

0,98 1 [6H, (CH,CHs),, J=7,4], 1,53-1,74 m [4H, (CH,CHy),], 245 ¢ (3H,
CH3), 2,89 ¢ (2H, 4-CH,), 7,15-7,21 m (2H, Ar), 7,24-7,31 m (4H, Ar),
7,93 M (2H, 0-CH, J=8,2), 10,03 ¢ (1H, NH)

344

XI

0,941 [6H, (CH,CHs),, J=7,4], 1,48-1,68 m [4H, (CH,CHy),], 2,82 ¢ (2H,
4-CHy), 3,70 ¢ (2H, COCH,), 7,10-7,14 m (3H, Ar), 7,19-7,26 m (2H, Ar),
7,28-7,34 M (2H, Ar), 7,39 m (2H, Ar), 9,85 ¢ (1H, NH)

344

XII

0,97 1 [6H, (CH,CH3),, =7,9], 1,64 nx (2H, CH,CH3, ,=14,0, J,=7,5),
1,70 ax (2H, CH,CH3, J;=14,0, ,=7,5), 2,36 ¢ (6H, 2xCHs), 2,94 ¢ (2H, 4-
CH,), 7,10 m (1H, Ar), 8,23-7,28 m (2H, Ar), 7,35 T (1H, Ar, J,=7,3,
J=14,)

X1

0,87 1 [6H, (CH,CHs),, J=7,5], 1,58;1,62 1, ax [4H, (CH,CH3),, %=14.0,
J=75], 2,35 ¢ (6H, 2XCHj), 2,60 ¢ (2H, 4-CH,), 7,10-7,40 m (10H, Ar),
7,69 11 (2H, 0-CH, Ji=7,6, 1=1.6))

462

XIV

0,741 [6H, (CH,CH3),, J=7,4], 1,45-1,58 m [4H, (CH,CH).], 2,39 ¢ (6H,
2XCHa), 2,74 ¢ (2H, 4-CHy), 7,17 m (1H, 5- CH), 7,24-7,34 m (2H, 6-CH,
7-CH), 7,40 a1 (1H, 8-CH, J=7,5, 1=1,6,), 7,19 m (4H, m-CH), 7,66 m
(4H, 0-CH)

XV

0,89 1 [6H, (CH,CHs), J=7.5], 1,59;1,64 11,1k [4H, (CH,CHy), 1=14,0,
J=7.5], 2,59 ¢ (2H, 4-CH,), 7,16 m (1H, 5-CH), 7,31-7,40 m (3H, 6-CH, 7-
CH, 8-CH), 7,32 an (2H, m-CH, 3,=8,3, J,= 2,0), 7,42 1 (2H, m-CH,
J=2,0), 7,56 1 (2H, 0-CH, J=8,3)
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1-UURLN-3,3-YPEEPL-2-8PULN-3,4- Y2 NVUY EULRULR UNLA-
B4 ErUSENUYULYUO UURUESP URLEERL B9 UELUULULUYUL
uuShdNkE3NPLL

U. b. UULYNUSUL, U. Z. 1NNUSUL, U. U. UUDUN3UL,
5. 2. UrUGL3UL L 1. U. UNRLUUSBUL

3-Eph1-3-pkiuqh)-2-ghwinyktnwlwppyh thuppp hn sdupwjut ppyh
dhowduwypnid  ghljjugubing uwwnwgdky kt  1-wdhun-3,3-nhkphi-2-ghwin-3,4-
nphhnpniun]pwiht:  Quppniwppmubph  pinputhpnphnybph b Jkpehthu
thnpuwqptgnipjudp uhtiptqyl] ki htyybu dntn-, wjtybu § Epubnujuus
wuhnubp: Unwgws dhwgmpnitubph pynd jut hwlwninnigpughtt b
huwjudntnudhtiopuhnuquhtt wnpynipjudp odinyws thwugnipniuubp:

SYNTHESISAND BIOLOGICAL ACTIVITIESOF MONO- AND
DISUBSTITUTED AMIDES OF 1-AMINO-3,3-DIETHYL-2-CYANO-3,4-
DIHYDRONAPHTHALENE

A.1.MARKOSYAN, S. H. POGHOSYAN, M. S. SAFARYAN,
F.H. ARSENYAN and R. S. SUKASYAN

The accessible method of synthesis B-aminonitrile is developed, proceeding from a
product of condensation of malononitrile with pentanon-3. Interaction of the last with
chlormagnesiamethylbenzene occurs regioselective and nitrile of 3-benzyl-3-ethyl-2-
cyanopentanoic acid is formed, at which processing by the concentrated sulfuric acid -
aminonitrile is received. Interaction aminonitrile with chloranhydridies carbonic acids is
investigated and revealed, that at use that with chloranhydridies in the ratio 1:1
monoreplaced aminonitriles are formed, and in ratio 1:2 occurs only disubstituted
compounds. Antimomoaminoxydase and antineoplastic activity of compounds is
investigated.
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