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MeTogom aKkTuBMpOBaHHBLIX 3NPOB C NpUMEHeHEM 1-(0-HUTPOEHNCY b OHMIT)-OKCUOEH-
30TpMasona CMHTE3VNpPOBaHbl AnankunaMmuHoankunamuabl (Z)-(4-apynuaeH-5-okco-2-pennn-4,5-gu-
mapo-1H-nmuaason-1-un)kapboHoBbix kucnot. MocnegHve nony4yeHsl ¢ 33-70% Bbixogamu. CuHTe-
3MpOBaHHblE aMUHOaMUAbI peakument ¢ MeTUNMOAMAOM MpeBpalleHbl B YETBEPTUYHbIE aMMOHMe-
Bble COeAMHeHus. ViccnenoBaHbl aHTUXOMNMHACTEPa3Hble CBOWCTBA CUHTE3NPOBAHHBIX BELLECTB MO
OTHOLLEHNIO K aueTunxonuHacTepase u bytupunxonuHactepase. OnpeaeneHbl NPOLEHTbI MHIMbK-
poBaHus XonuHacTepa3 B npucyTcTeum 80uM nccnegyembix coeanHeHuin. CornacHo nosyyYeHHbIM
AaHHbIM, CUHTE3VPOBaHHbIE aMWHOAMWUALI U UX NOAMETUNATbl, B OCHOBHOM, MPOSIBMSAIOT CPaBHU-
TENbHO BbICOKYIO aHTMBYTUPUNXONUHACTEPA3HYI0 aKTUBHOCTb. YCTaHOBINEHO, YTO U3 CUHTE3NPOBaH-
HbIX COEAVHEHWI CPaBHWUTENbHO BbICOKYIO aHTUALETUIXONMHACTEPa3Hy0 aKkTUBHOCTb MpOsABNSeT
(2)-N-(2-pnatunamuHo)aTtnn)-2-(4-(4-meTokcnbeHsnnmaeH)-5-okco-2-dpennn-4,5-aurnapo-1H-nmn-
nason-1-unjauetamug (43%), a no oTHoweHuio kK ByX® cpaBHUTENBHO BbiCOKas MHIMOMpYoLas
crnocobHocTb HabnpaeTces y (Z)-2-(4-6eH3unuaeH-5-okco-2-penun-4,5-gurnapo-1H-umn-gason-1-
un)-N-(2-(ammeTunamuHo)atun)auetamuaa (58%).

Tabn. 1, 6ubn. ccbinok 6.

CoenuHenus, MPOSIBISIONINE aHTUXOIHMHAICTEPA3HYIO0 aKTUBHOCTD, HAX0-
JST MPUMEHEHHE TIPU CO3JaHUM JIEKAPCTB /IS JICUCHUS] TAKUX JIeT€HEePaTUB-
HbIX 3a007eBanuii, kak 6one3nu Anbireiimepa [1] u [lapkuncona [2]. Panee
HaMU OBIJIO YCTaHOBIIEHO, YTO HEKOTOpble 2,4-nmu3ameniennsie [3] u 1,2,4-
Tpu3ameteHubie 5S(4H)-umunazononsr [4] mpoOSBISIOT aHTUXOJIHHICTEPA3-
HBIE CBOMCTBA.
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Hacrosimas pabota mocBsilieHa CUHTE3Y U M3YYCHHUIO aHTUXOJIUHICTE-
pa3HbIX CBOWCTB AHATKHIAMHHOAIKHUIAMUAOB (Z)-(4-apumumeH-5-okco-2-
¢benmn-4,5-murunpo-1H-umunazon-1-mn)kapooHoBbix  kucior (5-9) m mx
YEeTBEPTHYHBIX aMMOHHEBBIX aHanoros (10-14).

CunTte3 aMuIoB 5-9 OCyIIECTBIIGH METOJIOM aKTMBUPOBAHHBIX 3(HUPOB.
OxcnOeH30TpHa30I0BbIC AIPUPHI HIMHIA30JIMIKAPOOHOBEIX KHCIIOT 4 mmoJryde-
HBI B QIICTOHUTPWJIC NIPU KOMHATHON TeMIepaType, C MPUMEHEHHEM Teped-
Tepuduupyromero peareHra — 1-(o-HuTpodeHUICYIHOHUITOKCH)OCH30T-
puazoia (3). Dbupsl 4 6e3 BbIICICHHS U3 PEAKIIMOHHON Cpe/ibl ObLIN BBE/IC-
HBI B PEAKIHIO C 2-(IUATKWIAMUHO )aKWIAMUHAMA. BBIXObI MOTYyYSHHBIX
TakuM 00pa3oM aMHUHOaMUI0B 5-9 konebmoresa B npenenax 67-71%. Coor-
BETCTBYIOIIME YETBEPTUYHBbIE aMMOHHMEBble coiu 10-14 cuHTE3MpOBaHBI
B3aUMOJICHCTBUEM aMUHOAMUJIOB 5-9 ¢ HOJIUCTHIM METHIIOM B alleTOHE.
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59 10-14
1,5,10 R= H, R'=N(CHs),, n=2; 6,11 R=H, R*=N(C,Hs),, n=2; 7,12 R= H,
R'=N(CHs),, n=3; 2,8,13 R= CH30, R*=N(CHa),, n=2; 9,14 R= CHj30,
R=N(CHs),, n=2:

HccnenoBanbl aHTUXOJIMHICTEPA3HBIE CBOMCTBA aMUHOAMHUIOB 5-9 1 Bx
YEeTBEPTUYHBIX aMMOHHEBBIX cosieil 10-14 mo OTHOIIEHHIO KaK K alleTHUIIXO-
muHacTepasze (AXD), Tak u k Oytupunxonunacrepasze (byX?9). [onyuennsie
JTaHHBIE TIPUBEICHBI B TAOJIMIE, COTTIACHO JaHHBIM KOTOPOW, U3 CHHTE3HPO-
BAaHHBIX COEJIMHEHUH CPABHUTEIHHO BBICOKYIO aHTHALECTHIXOJIMHICTEPA3-
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HYIO aKTHBHOCTb mposiBiisieT (Z)-N-(2-audtunamuno)atun)-2-(4-(4-metokcu-
OCH3WINICH )-5-0KCc0-2-peHni-4,5-quruapo-1H-umunazon-1-m)amneramu
(9), a mo oTHOmEHNIO K ByXD cpaBHHUTEIFHO BBICOKAs HHTHOMPYIOIIAs CIIO-
cobHOCTh Habmomaercs y (Z)-2-(4-6ensunuaen-5-okco-2-penunn-4,5-quru-
po-1H-umunazon-1-un)-N-(2-(aumernnamuno)atun)aneramua (5).

ComnocTaBneHreM JaHHBIX TAOIUIBI MOKHO 3aKJIIOYUTh, YTO CHHTE3HPO-
BaHHBIE COCIMHEHHS], B OCHOBHOM, Oosiee 3((eKTUBHBI B OTHOIICHUHU K By-
X3, yem k AXD. KBarepHuzauus TpeTHUHON aMHUHOTPYIIIbI aMUHOAMUHO-
ro ocratka npu AXD MOYTH HE BIUSET HA aKTMBHOCTh COEAMHEHH, TOTIa
kak npu byXD Habnrogaercs yMeHbIIEHHE HHTHOUPYIOLIEH aKTUBHOCTH.

Takum 00pa3oM, OCYIIECTBICH CHHTE3 TUATKUIAMUHOAIKUIMUIOB (Z)-
(4-apununeH-5-okco-2-pennn-4,5- nuruapo-1H-umunazon- 1-wn)kapooHo-
BBIX KHCJIOT U OIPEJIeICHbI HX aHTUXOJIUHACTEpa3HbIe CBOMCTRA.

Tabnuya

JlaHHbIE AaHTUXOJIHHICTEPA3HBIX CBOMCTB IHAJKHIAMAHOATKUIAMHU/IOB
(2)-(4-apuaunen-5-okco-2-penuii-4,5-nuruapo-1H-umuaazon-1-ui)
KapOOHOBBIX KHCJIOT B KOHIEHTPaluu 8x 10°M

o}
A AN
NCH,CONH(CH,),R’

b

Ph

Coenunenune R n R Nurubupo- | Nurubu-

BaHHE poBaHue

AXD, % byX93, %
5 H 2 N(CHz3), 16.9 58.2
6 H 2 N(C,Hs), 4.3 50.0
7 H 3 N(CHz3), 9.4 44.9
8 CH30 2 N(CHs), 16.9 28.4
9 CH30 2 N(CzHs), 43.0 46.0
10 H 2 N*(CHz)s«l" 7.5 36.7
11 H 2 | N*(CyHs),CHasI 6.5 30.0
12 H 3 N*(CHz)s«l" 14.8 13.9
13 CH30 2 N*(CH3)s«l" 17.0 26.9
14 CH30 2 | N"(CyHs),CHgxl 39.5 4.8
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IJKCNepUMEHTAIbHAA YaCTh

UK cnexTpsl CcoelWHEHHWH 3aperuCTPUPOBAaHbI Ha CIEKTPOMETpE
“Nicolet Avatar 330” B BasenuHOBOM Macie. Crekrpsl SIMP 'H nomyuens:
Ha npubdope Varian “Mercury 300” ¢ paboueii gactoroit 300 My B pacTBO-
pe IMCO-ds BayTpennuii ctanaapT — TMC. KoHTpoJib 3a X0JI0M peakiiii u
OTpe/IeTICHHE YHUCTOTHI MOJIYYEHHBIX COCIUHEHUI OCYIIECTBIECHBI METOJAO0M
TCX (na mmactunkax “AlugramXtraSILG/UV”™) B cucteme pactBopureneit
npomnaHoi—Bojaa, 7:3. BemectBa oOHapyxkenbl Y ®D-o0mydenueM. Temrepa-
Typbl IUIABJICHUSI OMpEeJeNeHbl Ha MUKpocTonuke “Boetius”. KapboHoBbie
kucnotsl 1 u 2 nony4enst o [4]. 1-(o-HurpodenuncynbPpoHUI0OKCH)0eH30T-
pHYa3on CHHTE3UpOBaH 1o [5].

JuankujiaMuHoaaKuaaMuabl (Z)-(4-apuanaen-5-oxkco-2-penni-4,5-
auruapo-1H-umuaazon-1-min)kapoonoBsix kuciaor (5-9). K pacreopy 3.3
MMOJIA KACHOTHL U 3.3 mmonsa TpudTUiaaMuHa B 20 M alleTOHUTpUIIA 100aB-
msuta 3.3 mmons 1-(o-uutpodeHnCynb(HOHUITOKCH)OEH30TPHA30Ia U OCTaB-
JSUIM TIpY KOMHATHOM Temmepatype Ha 1.5 u. Ilocne storo nob6asmsum 3.3
MMOS TAATKAIAMUHOAIKHIAMUHA U PEaKIHOHHYI0 CMECh OCTaBIISUIN IIPH
TOM k€ Temneparype Ha 24 y. ANETOHUTPUI yIaJsUId HA POTOPHOM HCIIapu-
Tene, K octarky gobasmsin 20 mz 3% pacTBopa KapOOHAaTa Kajius U CMECh
akcTparupoBaiu 50 vz atunanerara (3 paza). O0ObeAMHEHHBIC OPraHUYECKHE
BBITSDKKH TIPOMBIBAIIM BOJON U cymwm cyinbdarom Hatpus. [locne ynmane-
HUSI paCTBOPUTEINS TP MOHMKEHHOM JABIIEHUU OCTATOK MEPEKPUCTAILTU30-
BBIBAJIM U3 CMECH ATHUJIAIIETAT-TeKCaH.

(2)-2-(4-Bensnaunen-5-oxkco-2-penna-4,5-ruruapo-1H-umuaazoun-1-
wi)-N-(2-(numeTuaamuno)dtuan)aueramun (5). Bexon 64.4%, 1. 1w
151°C, R;0.40. MK-criektp, v, cm™: 1659 (C=0 amuan.), 1720 (C=0 uukn.),
3305 (NH). Crextp IMP 'H, &, m. 1., I'y: 2.19 ¢ (6H, CHs), 2.29 T (2H,
J=6.5, CH,), 3.19 tn (2H, J=6.5, 5.5, CH,), 4.28 ¢ (2H, CH,), 7.11 ¢ (1H,
C=CH), 7.33-7.45 m (3H, C¢Hs), 7.48-7.59 m (3H, CgHs), 7.84- 7.88 m (2H,
C¢Hs), 7.96 yur. 1 (1H, J=5.5, NH), 8.23-8.27 m (2H, CgHs). Haiineno, %: C
70.42; H 6.14; N 15.02. C»H24N4O, Brerancneno, %: C 70.19; H 6.43; N
14.8.

(2)-2-(4-Bem3naunen-5-okco-2-penna-4,5-muruapo-1H-umunazoan-1-
wi1)-N-(2-(amdyTrnamuno)itui)aneramua (6). Boixog 64.1%, T. mn. 141-
143°C, R{0.45. UK-criektp, v, cm™: 1661 (C=0 amuan.), 1722 (C=0 uuki.),
3287 (NH). Cniextp SIMP *H, 8, m. 11, I'y: 0.98 T (6H, J=7.1, CHy), 2.40 T
(2H, J=6.9, CHy), 2.49 k (4H, J=7.71, CH,), 3.15 T 1 (2H, J=6.9, 5.6, CH,),
4.26 ¢ (2H, CHy), 7.11 ¢ (1H, C=CH), 7.33-7.45 m (3H, CgHs), 7.48-7.59 m
(3H, CgHs), 7.83-7.88 m (2H, CgHs), 7.88 ymr. T (1H, J=5.6, NH), 8.23-8.27
M (2H, CgHs). Hatineno, %: C 70.91; H 7.09; N 13.47. Cy4H»sN4O,. Beruuc-
neno, %: C 71.26; H 6.98; N 13.85.
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(2)-2-(4-BensuauaeH-5-okco-2-penni-4,5-nuruapo-1H-umuaazon-1-
wi1)-N-(3-(mumernnamuno)nponuia)aneramun (7). Beixon 33.4%, 1. m.
160-163°C, R; 0.39. UK-cmektp, v, cu’: 1661 (C=0 amuan.), 1721 (C=0
ki), 3296 (NH). Croextp SIMP 'H, 8, m. 1., I'y: 1.53 keu (2H, J=6.9,
CH,), 2.12 ¢ (6H, CHj3), 2.20 T (2H, J=6.9, CH,), 3.13 t 1 (2H, J=6.9, 5.6,
CH,), 4.26 ¢ (2H, CHy), 7.12 ¢ (1H, C=CH), 7.34-7.45 m (3H, C¢Hs), 7.49-
7.60 m (3H, CgHs), 7.82-7.87 m (2H, CgHs), 8.09 ymr. 1 (1H, J=5.6, NH),
8.23-8.27 m (2H, CgHs). Haiimeno, %: C 70.53; H 6.99; N 14.03.
Ca3H26N4O;, Beruncneno, %: C 70.74; H 6.71; N 14.34.

(2)-N-(2-AumeTnaamuno)3Tia)-2-(4-(4-meTokcnéeH3NIUIEH)-5-0K-
co-2-pennn-4,5-nuruapo-1H-umugazon-1-na)aneramung  (8). Brixon
49.2%, 1. m1. 187-190°C, R{0.37. MK-crextp, v, cm™’: 1661 (C=0 amumn.),
1714 (C=0 muxi.), 3300 (NH). Crextp IMP 'H, 8, m. 1., I'y: 2.19 ¢ (6H,
CHs), 2.28 T (2H, CH,, J=6.5), 3.19 1. 1 (2H, J= 6.5, 5.5, CH,), 3.86 ¢ (3H,
OCHpg), 4.26 ¢ (2H, CHy), 6.92-6.97 m (2H, CgH,), 7.08 ¢ (1H, C=CH), 7.47-
7.57 m (3H, CgHs), 7.82-7.86 m (2H, CgHs), 7.95 ymr. 1 (1H, J=5.5, NH),
8.20-8.25 M (2H, CgH,). Haiineno, %: C 68.07; H 6.59; N 13.56.
C23H26N403. BBI‘II/ICJIGHO, %: C 6796, H 645, N 13.78.

(2)-N-(2-AudTnamMuH0)ITHI)-2-(4-(4-MeTOKCHOEH3MIIN/IEH)-5-0KCO-
2-pennn-4,5-nuruapo-1H-umuaason-1-ua)aneramua (9). Bexox 70.6%,
1. wr. 190-192°C, R; 0.35. UK-crextp, v, v’ 1661 (C=0 amman.), 1716
(C=0 nuwukn.), 3297 (NH). Coexrp SIMP H, 8, . 1., Ty: 0.98 T (6H, J=7.1,
CHs), 2.41 T (2H, J=6.8, CH,), 2.49 x (4H, J=7.1, CH,CHj3), 3.15 1. 1 (2H,
J=6.8, 5.6, CH,), 3.86 ¢ (3H, OCHj3), 4.25 ¢ (2H, CH,), 6.93-6.98 m (2H,
CeHy), 7.08 ¢ (1H, C=CH), 7.47-7.57 m (3H, C¢Hs), 7.82-7.87 m (2H, CgHs),
7.87 ym. 1 (1H, J=5.6, NH), 8.20-8.25 m (2H, CgH,). Haiineno, %: C 69.33,;
H 7.12; N 12.58. Cy5H39N4+O3 Breruuciieno, %: C 69.10; H 6.96; N 12.89.

MoaMeTnaaTsl AHAJIKHIAMHHOAIKHIAMUI0B (Z)-(4-apuinien-5-ok-
co-2-penni-4,5-quruapo-1H-nmunazon-1l-un)kapoonoBbix  kucaor (10-
14). K pactBopy 1 mmons nuankuaamuHoankuiamuaa B 10 yz abCOMOTHOTO
arierona mo6asisua 0.2 2 (0.09 az, 1.5 mmons) MeTrmiioquma ¥ OCTABIISUIN
Ip1 KOMHaTHOH Temnepatype Ha 24 u. 3arem n06asisiau 20 mr AUSTUIIOBO-
ro 3¢upa 1 OCTaBISUIM IPU KOMATHOM Temnepatype Ha 3 y. OOpazoBaBLIMii-
Csl OCTATOK OT(HIBTPOBBIBAIIN M CYIIUIIN HA BO3/IyXE.

Hoamermiaar (2)-2-(4-6en3nauaeH-5-okco-2-penna-4,5-1uruapo-
1H-umuaazoa-1-wi)-N-(2-(mumeTnaamuno )it )aneramuiaa (10). Beixon
98.2%, 1. . 154-157°C, R¢0.82. UK-cnektp, v, en't: 1688 (C=0 amunn.),
1706 (C=0 muxi.), 3233 (NH). Crextp SIMP 'H, &, m. ., I'y: 3.19 ¢ (9H,
NMejs), 3.47-3.52 m (2H, CHy), 3.55-3.62 m (2H, CH,), 4.40 ym. ¢ (2H,
CH,), 7.13 ¢ (1H, C=CH), 7.35-7.45 m (3H, Ar), 7.53-7.62 m (3H, Ar), 7.82-
7.87 m (2H, Ar), 8.23-8.28 m (2H, Ar), 8.64 ym. T (1H, J=5.4, NH), Haiine-
Ho, %: | 24.71. Cy3H,7N4O,1 Breruucaeno, %: | 24.48.
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Hoamermiaar (Z2)-2-(4-6en3mauaeH-5-o0kco-2-pennia-4,5-1uruapo-
1H-umuaazoa-1-wi)-N-(2-(mmrunamuno)dtuin)aneramuaa (11). Brixon
90.9%, T. 1. 130-133°C, R;0.76. UK-criextp, v, cm™ 1667 (C=0 amuzm.),
1716 (C=0 mux.), 3350 (NH). Crextp IMP *H, 8, m. 1., I'y: 1.28 T (6H,
J=7.1, CHj3), 3.02 ¢ (3H, CHs), 3.30 T (2H, J=6.8, CH,), 3.40 x (2H, J=7.7,
CH,), 3.52 v 1 (2H, J=6.9, 5.6, CH,), 4,20 ¢ (2H, CH,), 7,12 ¢ (1H, CH=C),
7.38-7.44 m (3H, C¢Hs), 7.50-7.60 m (3H, CgHs), 7.80-7.88 m (2H, CgHs),
8.22-8.30 m (2H, CgHs), 8.62 ymr. 1 (1H, J=5.6, NH). Haiineno, %: | 23.59.
C25H31N402|. BLILII/ICJ'IGHO, %:123.22.

Hoamernnar  (Z)-2-(4-6emsnamnaen-5-okco-2-ennn-4,5-auruapo-
1H-umumazoa-1-m1)-N-(3-(1TMMe THIIAMHHO ) TPONKJI)alle TAMH/IA (12).
Boixox 47.0%, . mr. 240-243°C, R{0.80. UK-cnektp, v, cm': 1683 (C=0
amuzd.), 1712 (C=0 uuki.), 3204 (NH). Crexkrp IMP *H, &, m. 1., I'y: 1.90
kBH (2H, J=6.9, CH,), 3.12 ¢ (9H, NMej3), 3.20 1 (2H, J=6.9, CH,), 3,40 11
(2H, J=6.9, 5.6, CH,), 4.38 ¢ (2H, CH,), 7.12 ¢ (1H, CH=C), 7.36-7.4 m (3H,
Ce¢Hs), 7.52-7.60 m (3H, CgHs), 7.84-7.86 m (2H, CgHs), 8.14-8.30 M (2H,
CsHs), 8.40 ym. T (1H, J=5.6, NH). Haiineno, %: | 24.18. C3HsN4O;l. Boi-
yucieHo, %: |1 23.83.

Hoamernaar  (Z)-N-(2-(anmerniaMuHo0)3THI)-2-(4-(4-MeToKCHOeH-
3UJIH/IEH)-5-0Kc0-2-pennn-4,5-nuruapo-1H-umunazon-1-ui)aneramuaa
(13). Beixox 91.2%, 1. mn. 135-138°C, R{0.82. UK-cnektp, Vv, emt: 1640
(C=0 amuzn.), 1703 (C=0 muxi.), 3400 (NH). Crextp SIMP 'H, 8, m. 1.,
I'y: 3.20 ¢ (9H, NMe3), 3.50 T (2H, J=6.5, 5.5, CH,), 3.85 ¢ (3H, OMe), 4.35
¢ (2H, CHy), 6.92-7.00 1 (2H, CgH,), 7.10 ¢ (1H, CH=C), 7.47-7.57 m (3H,
Ce¢Hs), 7.82-7.86 m (2H, C¢Hs), 8.20-8.25 a1 (2H, CeHy), 8.63 T (1H, NH).
Haiineno, %: | 23.61. Cy4HygN4O3l Brrunciteno, %: | 23.14.

Hoamernaar (Z)-N-(2-(am3Taamuno)stni)-2-(4-(4-mMeTokcnéensn-
JINJIeH)-5-0kco-2-(penna-4,5-quruapo-1H-umuaazon-1-uwi)aneramuaa
(14). Beixox 79.9%, 1. mn. 140-143°C, R{0.25. UK-cnektp, v, et 1673
(C=0 amuzn.), 1707 (C=0 muxi.), 3282 (NH). Cnextp SIMP 'H, 8, m. 1.,
I'y: 1.30 T (6H, J=7.1, CH3), 3.03 ¢ (3H, NCHs), 3.28 T (2H, J=6.6, CH,),
3.43 x (4H, J=7.1, CHy), 3.53 1 (2H, J=6.6, 5.5, CH,), 3.85 ¢ (3H, OCHjy),
4.38 ¢ (2H, CHy), 6.93-6.98 m (2H, CgH,), 7.10 ¢ (1H, C=CH), 7.52-7.61 m
(3H, CgHs), 7.80-7.85 m (2H, Cg¢Hs), 8.21-8.26 m (2H, CgH,), 8.58 ymr. T
(1H, J=5.5, NH). Haiineno, %: | 22.39. CyxH33N4Osl. Beruucneno, %: |
22.01.

OmnpeniejieHde aHTHXOJHHICTEPA3HBIX CBOICTB coexmHeHuii (5-14).
AHTHXOJMHICTEPa3HbIE CBOMCTBA CHHTE3UPOBAHHBIX COCAMHEHHH Ompere-
JISUTM TI0 METO/Y, OMCaHHOMY B pabote [6]. B ucciaenoBanusx npuMeHsIu
sputpouuTapuyo AXD u mazMenHyto by XD uenoseka. M3mepenus npoBo-
JWITUCh B TEPMOCTATUPyeMOil siueiike crekrpodoromerpa “Specord UV-
Vis” nipu 412 nm. B ombiTax peakinmoHHas cpeaa B 2.5 Mz KOHEYHOTO 00be-
Ma co/iepKalia peareHThl B CICIYIOIUX KOHLEHTPAIMSX: TUCTUILTUPOBAH-
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Has Bona — 1.25 mz, docdarnsiii 6ydep 0.1M — Lur, pH 7.6+£0.1; 5,5'-qutno-
ouc-(2-autpobensoitnas kucnora) (JTHB) 0.005M — 0.02 mz, aneTuntuoxo-
auH (ATX) 0.005M — 0.005 ma, coorBercTByrommii pepment — 0.01 mz u
uccienyemoe BemectBo 0.01M (B IMCO) — 0.02 mz. s KOHTPOIBHBIX
OTBITOB pacTBOp, coaepxamuii pepment, u ATHD unkybuposanu 10 mun
npu 25°C, u3MepsuI NoTrJoIIeH e, mocie yero gobasisuim ATX u moBTOPHO
M3MEpSIIH TOTJIONIEHHE PacTBOpa MOCie MHKYOHpoBaHus B TeueHue 20 mun
npu 25°C. TecToBble OMBITH MPOBOIMIN AHAJOIMYHO W3HAYAIBHO B IPH-
CYTCTBUHU HUCCIIEIyeMOro coenuHeHus. MHrubupyromnas akTHBHOCTb COEIU-
HEHUI Onpeesiiach ClIeAyomel (GopMyIToi:

KOHT — TECT
uHrHOMpoBanue, % = ——— x 100,

KOHT

TAC KOHTPOJIb — pasHULla MOTJIOIICHU M ABYX HSMepeHI/Iﬁ KOHTPOJIbHOTO OIIbI-
Ta; TECT — pasHUlla HOFJIOHIGHI/Iﬁ ABYX H3MepeHHﬁ TECTOBOTI'O OIIBITA.

(2)-4-ULPLPYEL-5-0LUN-2-DE LPL-4,5-YPNh )L N-1H-PUPAEQNL-1-PL
JULLNLURE-NFLELD WUPLATYUPYLELP URLSEQL
NFNUGUNALPLEUE-ELEQUSPL NUSUNFE-3AFLLENL

€. O. -NPNFI3UL, 1. U, 1. U2N3UL, W. . NAUNULLPU3UL U L. lu. Q-ULUS3UL

Upnf] - Sufbpatiph  dbfnm]  1-(o-bfunpnpblspyuncy Gnbify) opupplivqmnppugmfp 4f-
prsndunlp ufiuf@lqdly b (2)-(4-wppypybl-5-opun-2-plisfy-4,5-n i fuppn-1H-fulfrpsusggry-1-
[ ypupprtionfEnbpl qfuylppudplnuppudpyibpp: Lepdfuibpy wnugws b 33-70%
byplbpmf: Upnftliqiud wilfbinudpoblbpp, dbfpyngpnp Shn pnpusgybng, fbpuddk b
Sanlumgunnnfundds gnppnppypl slabipnobugfl wqbph: Dancfappdby B ofifligfus
dfpagr fFymiialiph SulpusfunyplbufFbpuguy s Sunnlncfdynbilibpp flugubu wglupy-, wybgl
by prenfopfyfunyfiobufdlpumah Dunndundp: Qupdims b Shummgrudng dfgnyuts S0 (M
frigbunpugpuyp wnlpuyncffyudp - poypibufFbpugibph 8hydut mnlpebbpp: Uinwgfus
wipugymiplibiph Susdusd sy, ufisfFhaqymd wdfnudfubpp b gty gnqdb@fyumibpp, S
bljuionid, gregusphpmed B Sudbdunmapp pupdp Sulpaspnonpfyfengiibafbpugug it
uilpnpufnc [yt Envyy b npfwd, np wglnpyponyfibufdlpuogh Suligby Sudbdunupugp
puapdp wlnffnffynts & gneguplpod (2)-N-(2-qfullfBfyudfin) §afy)-2-(4-db[Fo pufypbi-
abfrlets)-5-0pun-2-plpy-2,5-wgh S puypr-1 H-fplfrpasgryg=1-fy) wg . (43%), puly pooe-
wnpppyfuryfibuf@bpugh Quiighy Sudbdunmopup pupdp wpghpulfs Sunlndym i
odunfmd k (Z)-2-(4-pkugfypuphi-5-opun-2-Skfy-4,5-qpi&fppn-1H-fif frpugng-1-fiy)-N-(2-
(fril e pyasdlfplon) [y g limasilfon s (58%) :
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OF AMINOALKYLAMIDES OF (Z)-4-ARYLIDENE-5-OX0O-2-PHENYL-4,5-
DIHYDRO-1H-IMIDAZOL-1-YL CARBOXYLIC ACIDS
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26, Azatutyan Str., Yerevan, 0014, Armenia
E-mail: vtop@web.am
ZYerevan State University
1, A. Manoukyan Str., Yerevan, 0025, Armenia

By the method of activated esters with the use of 1-(o-nitrophenylsul-
ponyl)oxybenzotriazole there were synthesized dialkylaminoalkylamides of (Z)-(4-
aryliden-5-oxo-2-phenyl-4,5-dihydro-1H-imidazol-1-yl)carboxylic acids. The latter
were obtained with the yields of 33-70%. The synthesized compounds by the reaction
with methyl iodide were converted into quaternary ammonium compounds. The
anticholinesterase properties of the synthesized substances were investigated in relation
to acetylcholinesterase and butyrylcholinesterase. Percentages of cholinesterase
inhibition were determined in the presence of 80uM of the studied compounds.
According to the results, the synthesized aminoamides and their iodomethylates,
basically, show relatively high antibutyrylcholinesterase activity. It was established that
from the synthesized compounds, (Z)-N-(2-diethylamino)ethyl)-2-(4-(4-methoxyben-
zylidene)-5-oxo0-2-phenyl-4,5-dihydro-1H-imidazol-1-yl)acetamide showed relatively
high antiacetylcholinesterase activity (43%), and with respect to BUChE, relatively high
inhibitory capacity was observed with (Z)-2-(4-benzylidene-5-oxo-2-phenyl-4,5-
dihydro-1H-imidazol-1-yl)-N-(2-(dimethylamino)ethyl acetamide (58%).
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