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Paspaboran mocTymHbIi Merox cuHTe3a N-OeH3MIMHIOMMI-3-CyKuMHUMUAOB. BianMoxeiictBuem N-
OeH3MINHAOMIT-3-KapOalbJeriI0B C IUITHIMAIOHATOM IIOJTy4eH STWIOBHIN ¢up 2-9T0KcHKapoonmi-3-(N-
OeH31II-3'- HHI0JINIT)aKPHIIOBOM KHMCIIOTHI. Peakijueil ocieaHero ¢ UaHuI0M HATpPUs M MOCIEAYIOLMM TH/I-
POJIM30M TIPOMEXYTOYHOTO COSIUHEHUs cuHTe3upoBaHa N-OeH3miI-3-MHAONMISHTapHAs KHUCIIOTA, TepMUYec-
KOl KOHJIeHCauei KOTopoi ¢ pasnuuHbiMi amuHamu ripu 120-128 nonyuensr N-OeH3uimiH10mm1-3-CyKIuHA-

MU/IBI.

bubi. cepuiok 6.

IIpou3BOAHBIE HHIOIMI-3-CYKIHHUMHIOB C Pa3sIMYHBIMH  ()YHKIHMOHAILHBIMA
TPYIIAaMU MPEICTABISIOT ONPEICICHHBIA HHTEPEC ISl CO3JaHUsT HOBBIX OHOJOTHYCCKH
AKTUBHBIX COeAMHCHHUU. J[aHHOE COOOIIECHHE SIBISCTCS MPOIO/DKCHHEM HAIIMX HCCIICIO0-
BaHUM M0 MOMCKY HOBBIX N-3aMELICHHBIX HHIOIMI-3-CYKIIMHUMHUIOB, KOTOPBIC SBIISIOT-
Csl aHTUJICTIPECCAHTAMH LICHTPAILHOW HEPBHOW CHCTEMBI M PEKOMCHIYIOTCS B KaueCTBE
cellaTUBHBIX cpencTB [1-6]. YcTaHoBaeHO, 4TO pa3pa0OTaHHBI HAMH METOJ| CHHTE3a HH-
JIOJIAIT-3-THTAPHBIX KHUCJIOT MOYKHO MPUMEHSTEH M TS HOIy4IeHusT N-OeH3MIHH 10/ IkIT-3-
SIHTAPHOW KUCJIOTHI 3 UCXOJS M3 MPOAYKTa KOHIACHCAIIMH IMATHIIOBOTO 3(Hpa MaloHO-
BOI1 KuCIOTHI ¢ N-OeH3mmnHn0a-3-ambaerugom 1.
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CH=C(CO,C,H,),

CHO
NaCN, C,H.OH
©\_/|( + CHy(COCHy), —— ©\T/|( #,
N

| |
CH,C,H, CH,CeHs 2. KOH. H:0

HOO
COOH

CH,CgHs

4, R:C6H5, 5. R:O'CH3C6H4; 6. R:i/l'CH3C6H4; 7. R:M'CH30C6H4;
8. R=n-CH3;0CsH4; 9. R=a-nadu; 10. R=6-madrmn; 11. R=ungon-3-9tun; 12. R=n-
NO,CgH,; 13. R=-OHCH,; 14. R=n-Br CgH,4;, 15. R=CH..

Peakuueit sTunoBoro adupa 2-9TokcukapOoHmit-3-(N-0eH3uIMHI0IMI-3") aKPUIIO-
BOW KHCJIOTHI 2 C [IUAHHCTHIM HATPUEM B KHUIISIIEM STAHOJIE U MOCICAYIOIIUM THIPOIIH-
30M MPOMEKYTOYHOTO COEAUHEHUs BbiaesicHa N-OeH3MWIHMHIONMMI-3-SIHTApHAS KHCIOTA
3. TepMuyeckoii KOHACHCAUEH TOCIEIHEH ¢ pA3IMYHBIMA aMHHAMH 0JydeHbl N-OeH-
SWIMHIOIWI-3-CyKunHUMEIB! 4-15. Coenutenus 7 u 9, 0 TaHHBIM CrIeKTpoB SIMP 1H,
MPEJICTABISIFOT CMECH JIBYX CTEPEOH30MEPOB.

IMpoTtuBoOMyX0JeBasi aKTUBHOCTh coequneHnit 4, 6 u 13 nzyyena Ha MoJeNH NpH-
BHUBAEMOM OIMyX0JH MblImieii — capkome 37. CoenHeHHs BBEICHBI )KUBOTHBIM B f03¢ 200
melke B Teuenue 6 aueit cnycts 48 y mocie MpUBUBKY omyxonu. TepaneBTudeckuii a¢-
(eKT OlIEHEeH MO MPOLEHTY TOPMOXKEHHSI POCTA OIMYXOJH MO CPABHEHHUIO C KOHTPOJIEM.
YcraHoBIEHO, YTO coearHEHUS 4 1 6 BBI3BIBAIOT ¢i1ab0¢ HHIMOMPOBAHUE POCTA CapKO-
Mol 37 (o 33%),a 13 He BIIHsACT HAa POCT AAHHOMN OMYXOJTH.

JKNepUMEeHTAJIbHAS YaCTh

HK-cnextpsl cuatel Ha npubopax "FT-IR NEXUS" u "UR-20" B BazennHOBOM
macue, criekrpsl IMP *H — na criekrpomerpe "Varian Mercury 300" CIIA), (IMCO-
ds), BuyTpennuii cranaapt — TMC wmn TMJIC. TCX nposenena Ha miactuakax "Silufol
UV-254" B cucreme 35110eHTOB Xiopodopm—anetoH, 4:1 (A)u 6enson—artanon, 10:1 B),
MPOSIBUTENb — MMaphl Hoa.

SruoBelii  2gup  2-3ToKcHKapGoHm-3-(N-GeH3nI-3 -HHA0INI)aKPHIOBOi
kucaotThl (2). Cmech 16 2 (0.1 mons) audTUnOBOrO 3Upa MaJOHOBOW KHUCIOTHI,
200 mn Gensoma, 23.5 2 (0.1 mons) N-Gensun-3-uHponanbaeruna, 2 Mma IMUIEPH-
ovHa W 5 M NeasHOW YKCYCHOM KHCIIOTBI KHISITAT C BOJOOTACIHTENCM JO OT-
JCJCHHUs  PAaCCYMTAHHOTO  KOJMYECTBA BOAbI. PacTBOpUTENb OTTOHAIOT IpPH  MO-
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HIDKCHHOM JIaBJICHHH, OCTATOK MEPEKPUCTATIIM30BBIBAIOT U3 CMecH 3TaHon-Boga (1:2).
Honyuator 26.42 (70%)>dupa 2, t.aur. 102-104€, R 0.54 (A). Haiineno, %: C 73.22;
H 6.18; N 3.82Cy3H,3N,0,4 Beraucieno, %: C 73.19; H 6.14; N 3.71K-cnektp, v,
em™: 1605 (C=C). 1688 (C=0); 1720 (C=@)uextp SIMP 'H (5, m.11., ['y): 1.25 , 3H,
J=7.1,CH); 1.35 ¢ 3H,J=7.1, CRH); 4.22 &, 2H,J = 7.1, OCH); 4.26 &, 2H,J =
7.1, OCH); 5.47 ¢, 2H, N-CH,); 7.16-7.39 41, 8H)u 7.74 ¢, 1H, GHsu CsHy).

N-Ben3ui-3-ungonmnsinrapuas kuciaora (3). B pacreop 37.72 (0.1 monsa) nus-
¢upa 2 B 13001 90%>sTanona seoast 11.82 (0.24m045) IMAHKCTOrO HATPHUS U KUIIATST
npu nepemerinBannu 2 u. [locne oTronku cnupra K ocratky npubasmsitor 160w 15%
BOJIHOTO PacTBOpa €KOT0 KaJlK M KUIATAT J0 MOJHOro pacTBopenus (okomno 3 u). ['ops-
YHi pacTBOp 0OpabaTHIBAIOT aKTHMBHUPOBAHHBIM YIiieM, (GMIIBTPYIOT U MO OXJIAXKICHUH
HNOAKHUCIIAIOT KOHIEHTPUPOBAHHOM coistHON Kucnotol 1o pH 2. Ocanok GuinbTpyror n
OPOMBIBAIOT XONOAHOW BoJoi. [Tonmyuator 22.22 (72 %) kucnotsl 3, .. 162-165C
(sranon-soma, 1:1), R 0.28 6). Haiineno, %: C 70.49; H 5.32; N 4.35C,gH;/NO, BrI-
gucaeno, %: C 70.57; H 5.29; N 4.33K-cnekrp, v, en’l 1610 (C=C). 1695 (C=0);
3200-3400(0OH)Crextp SIMP *H (8, m.1., Iy): 2.61 fun, 1H, J, = 16.7,J,= 4.9)u 3.14
(mn, 1H, J; = 16.7,J,= 10.2, CH); 4.17 @n, 1H, J, = 10.2,J, = 4.9,CH); 5.33 (c, 2H,
NCH,); 6.99-7.10 1, 2H), 7.11-7.16 1, 2H), 7.19-7.31 %, 4H) u 7.67 @, 1H, J = 7.6,
CeHsu CgHa).

O0mas Meroauka mnoJydenus: N-OeH3MAMHAOAUA-3-cyKuuHumuaos (4-14).
Cwmech 0.1 monss napomun-3-sutapaoit kucnotsl 3 1 0.11moas cOOTBETCTBYIOLIETO 3a-
MEIEHHOT0 apOMaTH4ecKOro aMHHa BblJepkuBatoT Ha Oane Bynma mpu 120-125€C B
teuenne 3-4y. OcasoK MePeKPUCTAUIN30BLIBAIOT U3 a0COIIOTHOTO 3TAaHOIA.

4-(1-Ben3na-3 -uunoami)-N-penmicykmunnvun (4). Beixox 60%, Tt 120-
122°C, R 0.61 Q). Haiineno, %: C 79.01; H 5.28; N 7.3(C55H»0N,O,, Brruncieno, %:
C 78.92; H 5.29; N 7.3@4K-criektp, v, e 1600 C=C): 1710, 1774 Q=C-N-C=0).
Crextp SAMP H 6, m.a., I'y): 2.99 fan, 1H, J; = 18.0,J,=5.2, CH); 3.43 (1, 1H, J; =
18.0,J,=9.5, CH); 4.52 (g, 1H, J; = 9.5,J,= 5.2, CH); 5.37 (c, 2H, NCjt 7.02-7.53
(M, 15H,apom).

4-(1-Bensna-3 -uunoami)-N-(o-mermndenni)cykmunnvun  (5). Beixox 58%,
t.au1. 165-168C, R 0.71 (A). Haitneno, %: C 79.20; H 5.63; N 7.225¢H,,N, Borunc-
aeno, %: C 79.16; H 5.62; N 7.1QdK-criektp, v, et 1610 (C=C); 1695, 1775 (O=C-
N-C=0). Grextp SIMP 'H (3, m.x1., I'y): 2.42 (c, 3H, Ch); 2.97 @n, 1H ,J;= 18.0,/,=
5.8,CHy); 3.41 fun, 1H,/;= 18.0,J,= 9.6,CH,); 4.50 fin, 1H, J; = 9.6,J,= 5.2,CH);
5.37 ¢, 2H, NCH,); 7.02-7.33 11, 12H,apom); 7.40 (c, 1H, €H); 7.51 {1, 1H, apom ).

4-(1-Bensun-3-ungonmt)-N-(n-meruwndenni)cykunnavua (6). Bexox 62 %,
. 164-164C, R 0.71 (A). Haiizeno, %: C 79.21; H 5.61; N 7.15.
CoeH2oNoO,, Berumeneno, %: C 79.16; H 5.62; N 7.10.UK-cmektp, v, em’t:
1615 (C=C); 1700, 1775 (O=C-N-C=O).u€rp SIMP'H (§, m.m., I¥): 2.42

79



(c, 3H, CH); 2.97 fn, 1H,J,= 17.9,J,= 5.1,CH,); 3.40 @, 1H,J;= 17.9,J,= 9.6,
CH;); 4.49 fun, 1H, J; = 9.6,J, = 5.1,CH); 5.37 ¢, 2H, NCH,); 6.97-7.32 1, 12H,
apom); 7.40 (c, 1H, =CH); 7.51M, 1H, apom).

4-(1-Bensnn-3-ungonmt)-N-(u-veroxendenmwt)cykuunnmun (7). Boixox 52
%, T.w1. 110-112C, R 0.69 (A), Haiineno, %: C 76.04; H 5.38; N 6.83C,¢H,:N,05.
Berunciieno, %: C 76.07; H 5.40; N 6.824K-criektp, v, en’t: 1610 (C=C); 1705, 1780
(O=C-N-C=0). Grexrp SIMP *H (5, m.x., Iy): 3.13 (i, 1H,J; = 18.0,J, = 5.1, CH,);
3.46 (@n, 1H,J; = 18.3,J,= 9.6,CH,); 3.83 ¢, 3H, OCHy); 4.48 fin, 1H, J; = 9.6,J,=
5.1,CH); 5.31 ¢, 2H, NCH,); 6.91-6.99 f, 3H, apom); 7.14-7.43 {1, 10H, apom); 7.57
(M, 1H, apom).

4-(1-Bensna-3-unmonna)-N-(n-meroxcnpenna)cykunanmua (8). Bexox 63 %,
t.au1. 155-156C, R;0.70 (), Haiineno, %: C 76.04; H 5.42; N 6.78,5H,, N,O3 Bri-
gucneno, %: C 76.07; H 5.40; N 6.82K-cnexkTp, v, en’t 1600 (C=C); 1700, 1780
(O=C-N-C=0). Grexrp SIMP 'H (5, m.x., Iy): 3.12 fun, 1H,J; = 18.3,J, = 5.0,CH));
3.45 @n, 1H,J; = 18.3,J,= 9.6,CH,); 3.85 ¢, 3H, OCHy); 4.47 (n,1H, J; = 9.6,J, =
5.0, CH); 5.31 ¢, 2H, NCH,); 7.01 §1, 2H, apom); 7.14-7.35 1, 11H, apom); 7.55 {u,
1H, apom).

4-(1-Ben3na-3 -uugoana)-N-(a-nadrmn)cykmunumug (9). Boxox 64%, Tt
115-117C, R 0.6 (A). Haiineno, %: C 80.91; H 5.14; N 5.16.,61,,N,0,. Brruucneno,
%: C 80.90; H 5.15; N 6.501K-criektp, v, em''; 1600(C=C); 1695.1780=C-N-C=0).
Crexrp SAMP H 6, m.a., I'y); 3.09 (0.%1) u 3.26 (i, 0.H, J; = 17.9,J, = 5.0,CH));
3.56 (0.31) u 3.65 fun, 0.9H, J; = 17.9,/,= 9.5,CH,); 4.65 (0.%1) u 4.80 fan, 0.9H, J; =
9.5,/,=5.0,CH); 5.40 (1H)u 5.42 (c, H, NCH,); 7.06-7.70 %1, 14H,apom); 7.83-8.01
(M, 3H, apom).

4-(1-Ben3na-3 -uugoana)-N-(f-nadgrun) cyxuuunmun (10). Boxox 68%, ..
168-169C, R 0.57 (). Haitneno, %: C 80.92; H 5.14; N 6.49.,6,,N,0,. Beraucie-
Ho, %: C 80.90; H 5.15; N 6.5MK-cuektp, v, cx’’; 1595(C=C); 1600.16700C-N-
C=0). Crextp SIMP H 6, m.x., I'y): 3.05 fun, 1H, J; = 17.9,J,= 5.0,CH,); 3.48 fz,
1H, J; = 17.9,J,= 9.5,CH,); 4.58 fun, 1H, J; = 9.5,J,= 5.2,CH); 5.39 ¢, 2H, NCH));
7.04-7.33 {1, 8H,apom); 7.45 (c, 1H, =CH); 7.45-7.59( 4H, apom); 7.87-7.97 1, 4H,
apom).

4-(1-Bensua-3 -ungoann)-N-(naxonna-3 -3rma)cykunanmun (11). Boixox 52%,
t.aut. 98-100C, R 0.57 (). Haitneno, %: C 77.83; H 5.60; N 9.39.,61,sN:0,. Bri-
gyucaeno, %: C 77.82; H 5.63; N 9.381K-cnektp, v, CM'l; 1590 (C=C); 1600,1680
(O=C-N-C=0). Crextp SIMP *H (8, m.1., I'y): 2.73 @, 1H, J; = 17.9,J,= 5.1,CH,);
3.06 (, 2H, J = 7.4, NHCH); 3.20 (1, 1H, J; = 17.9,J, = 9.5,CH,); 3.82 {1, 2H,
NCH,CH,); 4.25 fu, 1H, J; = 9.5,J,=5.1,CH); 5.30 (c, 2H, NCH); 6.93-7.35 1, 14H,
apom); 7.56 f1, 1H, apom); 10.54 (u, 1H, NH).

4-(1 -Bensna-3"-unnoamn)-N-(n-uurpodenna)cykmuanvua (12). Boixox 48%,
T  245-247C, R 0.42(A). Haiigeno, %: C 70.55; H 4.51; N 9.88.
CysH1gN3O,s.  Brraumcieno, %: C70.58; H4.50; N 9.8MK-cmektp, v, et
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1595 (C=C); 1710, 178@&C-N-C=0). Criexrp SIMP 'H (3, m.1., ['y): 3.04 (un, 1H, J;
=17.9,J,=5.4,CHy); 3.46 an, 1H, J; = 17.9,J,= 9.6,CH); 4.58 {un, 1H,J,=9.6,/,=
5.4,CH); 5.38 ¢, 2H, NCH,); 7.02-7.33 11, 8H, apom); 7.44 ¢, 1H, =CH); 7.54 1,1H,
apom); 7.71 1, 2H, apom); 8.35 (u, 2H, apom).

4-(1-Bensua-3 -ungoamn)-N-(n-ruapokcudenmn)cykmuanvun  (13).  Beixox
68%, r.u1. 163-165C, R 0.42 (A). Haiineno, %: C 75.73; H 5.09; N 7.05.,6H,0N,0s.
Borunciieno, %: C 75.74; H 5.08; N 6.501K-cmektp, v, CM'l; 1610 (C=C); 1705, 1780
(O=C-N-C=0); 3160 (OH)Cnextp SIMP *H (8, m.x., I'y): 2.94 @, 1H, J, = 17.9,J, =
5.1,CHy); 3.38 @n, 1H, J;= 17.9,J,= 9.6,CHy); 4.46 @n, 1H, J, = 9.6,J,= 5.1,CH);
5.37 €, 2H, NCHy); 6.84 ¢1, 2H, apom), 7.02-7.32 1, 10H, apom); 7.39 (c, 1H, =CH);
7.49 (1, 1H, apom); 9.35 (c, 1H, OH).

4-(1-Ben3na-3 -uunoami)-N-(n-6pompennn)cykmmanvun  (14). Beixox 61%,
T 132-135C, R 0.82 (). Haiineno, %: C 63.33; H 4.18; N 6.058r 17.40.
CosH19BrN,O,. Brraucneno, %: C 65.37; H 4.16; N 6.09; Br 17.3@K-cnektp, v, et
1610 (C=C); 1705, 177%¥C-N-C=0). Crexrp SIMP *H (3, m.x1., I'y): 2.99 (un, 1H, J;
=17.8,J,=4.7,CHy); 3.42 {un, 1H, J, = 17.8,J,= 9.4,CH,); 4.52 fun, 1H, J;= 9.4,J,=
4.7,CH); 5.37 €, 2H, NCHy); 7.02-7.35 1, 10H,apom); 7.41(c, 1H, =CH); 7.51¢, 1H,
apom); 7.62 {1, 2H, apom).

4-(1-Ben3na-3"-munoami)-N-mermicykmmaavun (15). Cvecs 3.752 (0.01mons)
N-6eH3u1-3-UHAOMHISTHTAPHON KUCIOTHl U 25 mi 33% MeTHIIaMUHA OCTaBISIOT NPU
KOMHaTHO# TemnepaType Ha 12 u, 3atem narpesatot npu 110-120C 3 v u ipu 19F°C 0.5
y. OCcaioK MepeKPUCTAIM30BBIBAIOT U3 3TaHoja. [lomyyaror 1.82 (58 %)cykunHnmuga
15, 1. . 163-165, R 0.71 (A). Haiineno, %: C 75.42; H 5.68; N 8.79.,61:gN,0,.
Borunciieno, %: C 75.45; H 5.69; N 8.7%K-cnektp, v, CM'l; 1610 (C=C); 1700, 1780
(O=C-N-C=0). Cuextp SIMP 'H (3, m.1., I'y): 2.80 @n, 1H, J; = 17.8,J, = 5.0,CHy);
3.06 ¢, 3H, NCHjy); 3.26 fun, 1H,J,= 17.8,J,= 9.4,CH,); 4.33 g, 1H, J;= 9.4,J,=
5.0,CH); 5.34 ¢, 2H, NCH,); 6.98-7.31 f1, 9H, apom); 7.40 1, 1H, apom).

LA N-RELRPLPUVMLPL-3-UNPUSPLRURYLEE URLEERL

U. z. 111NU8UL

N-Pkughihtnni-3-wynkhpnh & dwintwppdh phkphikuptph  Yninkbhuwgdwb  wpquuhpp
thnhiuqpbgnipjut Uk E npyt) twwnphnwh ghwuhnh htw, npht hwenppt) b dhwdwudwbwlywm
hputwiht hhnpohqp, hisp plpby E N-phughihtigmpy-3-uwpuppdh winwgdwip: 9kpghtihu phpdhly
Ynuntkuuwgnidhg wwppkp Juenygh wdhtubph htwn 120-125°C unwgyl) i N-phughihungnghi-3-
unihghtpuhnubp: Nunidtwuhpws Enpny dhwgnipiniuibph hwljuninnigpuyhtt wjnhynipenip:
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SYNTHESIS OF NEW N-BENZYLINDOLYL-3-SUCCINIMIDES

S. H. POGHOSYAN

The Scientific Technological Centre of Organic
and Pharmaceutical Chemistry NAS RA
A.L.Mnjoyan Institute of Fine Organic Chemistry
26, Azatutyan Str., Yerevan, 0014, Armenia
E—mail:karik7507@rambler.ru

The interaction of the condensation product of KzAyindolyl-3-carbaldehydes
and diethyl malonate with sodium cyanide followeg dkaline hydrolysis led to N-
benzylindolyl-3-succinic acid. By thermic condemsatof the latter with various amines
at 120-128C N-benzylindolyl-3-succinimides were synthesizElbe antitumour activity
of some synthesized compounds was studied.
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