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B3aumopenictBuem 5-okconnpponunamnH-2-kapboHOBOM KMCNOTI, pTanumuaa nubo 3TOCyKCu-
Muga ¢ popManbAernaom v pasnuyHbIMU BTOPUYHBIMU U LMKMMYECKUMM aMUHaMK, a Takke amu-
HaMn C MEepPBUYHLIMM apoOMaTUYECKMMMU TPynnamyu CUHTE3NpOBaHbl cooTBeTcTByLWMe N-aMmuHo-
MeTUnbHble NpPou3BOAHblE. VccnegoBaHa aHTMOKCMAAHTHAS aKTUBHOCTb CUHTE3UPOBaHHbIX COe-
AnHeHu. CornacHo nonyveHHbIM pesynbtatam, Ans 6onbLMHCTBa NPOM3BOAHBIX 5-OKCOoNMPPOnM-
OVH-2-kap6oHOBOW KUCMOTLI U dTanMMmaa xapakTepHa crnabasi nmbo ymepeHHas akTUBHOCTb (16-
42%).  1-{[4-(OnaTunammnHoaTOKCMKapboHun)peHnnammHolmMeTn}-5-okconmpponManH-2-kapboHo-
Bas kucnota, 2-{[2-rngpokcu-1-rugpokcumeTun-2-(4-HutpodeHnn)aTunammHolmeTnninsonHgon-1,3-
AvoH u 1-[(2-rmapokcn-4-HUTpodeHnNamMmmnHoO)MeTu]-3-MeTun-3-aTUnnNMppPonManH-2,5-AMoH okasa-
NACb CUMbHBIMU @HTUOKCUAAHTAMU — MPOLEHT pasHuubl OT KOoHTpomns 56, 72 u 61%% cooT-
BETCTBEHHO.

Tabn. 1, 6ubn. ccbinok 13.

CozaHue HOBBIX MaJIOTOKCUYHBIX JIEKAPCTBEHHBIX CPEJCTB SIBISETCS
MPUOPUTETHOM 3ajauell COBPEMEHHON OpraHn4eckor U (hapmareBTHIECKOM
XUMHH. B 3TOM OTHOIIEHHH OCOOBI WHTEPEC MPEICTABISIOT CTPYKTYPHBIC
aHAJIOTU T€HETUYECKU CBSA3aHHBIX MEXAy co00i HeHpoMeauaTopoB LIEHT-
pajdbHOM HEPBHOM CHUCTEMBI KMBOTHBIX M YEJIOBEKA — Y-aMHUHOMACIISTHOM
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(FAMK), rmyramunoBo#t (Glu) xucinoT u ee makrama — 5-okconmuppoTHInH-
2-kapOOHOBOW KHUCJIOTHI.

['myraMuHOBast KHCIOTAa M 5-OKCONMPPOIUANH-2-KapOOHOBAs KHCIOTa
UTPAIOT MCKIIIOYNUTEIIHHO BAKHYIO POJIb B OOMEHE BEIIECTB KUBBIX OpraHH3-
MOB. Hapsny ¢ rimyTaMHHOBOM KUCIOTON 5-OKCOMUPPOTUANH-2-KapOOHOBAs
KHCIIOTa BXOJUT B COCTaB psijia HEMPONMENTUIOB U MENTUIHBIX FOPMOHOB,
BBITIOJIHSACT (PYHKIMIO JIEOHUPOBAHUS TIIyTaMara, OCMOIIPOTEKTOpa U CBS-
3aHa C JIeSITeIbHOCTRIO psifa HelipomnenTuaos [1-3].

5-OxkconmuppouanH-2-KapOOHOBass KUCJIOTa (TTMPOTITyTaMHUHOBAsT KHC-
J0Ta, 5-OKCOMPONUH) CTPYKTYPHO OJIM3Ka K MPOJIHMHY, a 3aMEIleHHbIC M-
pOITyTaMHUHOBBIE KHMCJIOTHI JIETKO MOTYT OBbITh BHEJIPEHBI B CKeJIeT OHOakK-
TUBHBIX MENTHJOB C LEIbI0 MOAU(DUIMPOBATH UX BTOPUUHYIO CTPYKTYPY H
NPeONPECTUTh B3aUMOICHCTBUE ¢ OMOIOTHYECKON MUILIEHBIO [4].

H3BecTHO, YTO 5-OKCOMMPPOIHINH-2-KapOOHOBAsi KHCIIOTA, SIBISSCH
€CTEeCTBEHHOM COCTABIISIOIICH SMUIEPMHUCA U IPYTUX TKaHEH, 00siagaeT Bbl-
COKOH THIpaTUpYIOIIel ClIocOOHOCThI0, Oiaromapsi yemy B Buae Na conu
NOJIy4usIa MPUMEHEHHEe B COCTaBe KOCMeTHYecKux cpeacts. Iloka3aHo Tak-
e, 4TO MUPOTIyTaMaT MarHus oOiagaeT HeHpONpPOTEKTOPHBIMU, aHTUTHU-
NEePTCH3UBHBIMU, CEAATUBHBIMU M AHTHUJICIPECCUBHBIMU CBOicTBamH [5].
Bosnbiine nepcnekTUBbI Ul LeJIEHANpaBIeHHOIO CUHTE3a BEIIEeCTB, COAep-
Kalmx (parMeHThl 3TUX CTPYKTYP, OTKPHIBAIOT (PYHKIIMOHATHU3UPOBAHHBIC
MUPPOTHIOH-KapOOKCHIIaThI [6].

W3BecTHO, YTO NUKINYECKHEe UMUABI 1,4-TMKapOOHOBBIX KHUCIIOT, TAKHUE
KaK CYKUMHUMHIBI, (pTaMUMUIBI U POACTBEHHBIE COCTUHEHUS, O0JaaroT
cTpykTypHbIMU ocoOeHHOcTsAMH (Tpymma -CO-N(R)-CO- umuaHOro mukia),
9TO 00YCIIaBIMBAET UX OMOJIOTHUYECKYIO0 aKTUBHOCTh. OHU ABISAIOTCS (pusno-
JIOTUYECKH aKTUBHBIMU BELECTBAMH ILHMPOKOrO CHEKTpa JAeWCTBuUs, o0na-
JAIONIMMH POTUBOCYJOPOKHOM, MPOTUBOTYOEPKYIE3HOM, MPOTUBOBUPYC-
HOM, TPOTUBOOITYXO0JIEBOM U APYTUMHU BUAAMH aKTUBHOCTH.

W3 nutepaTypHbIX AAHHBIX, HOCBSILEHHBIX N-aMUHOMETHIILHBIM COEIN-
HEHUSIM, MOKHO NPUNTH K BBIBOAY, YTO OHM MOTYT CIYXHUTb IPOJIEKapCT-
BaMHU ISl JIEKApPCTB C MEPBUYHOM apOMaTHYECKOM aMuHOrpynmnoi. buomno-
TMYECKON aKTUBHOCTH N-3aMEIIEHHBIX MPOU3BOAHBIX S5-OKCOMPOJUHA MO-
CBSIIIEHO BeChMa OrPaHMYCHHOE YHMCIO paboT, B YaCTHOCTH, HET CBEACHHUI
00 aHTMOKCHIAaHTHBIX CBOMCTBAX MOJOOHBIX coelMHEHUH. bplo nHTEpecHO
MOJy4uTh N-aMHUHOMETHUIIbHBIE TPOU3BOHbBIE 2-MUPPOIUI0H-D-KapOOHOBOM
KHCIIOThl M LIMKJIMYECKUX MMUAOB C LENIbI0O M3YYEHHS HUX OMOJIOTMYECKOM
AKTUBHOCTH.

Hamu BIICPBBIC OCYIICCTBJICH CUHTC3 N-aMHUHOMETHIILHBIX IMPOMU3BOAHBIX 5-

OKCOITMPPONIUIANH-2-KapOOHOBOM KHCIOTHI (1 —6), Mcxoms W3 pa3IndHBIX
BTOPUYHBIX M IMKIMYECKUX aMHUHOB (IUATUIAMHH, THUIEPUIUH, MOp-
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¢donmH), a TaKkKe MEePBUYHBIX APOMATHYECKUX aMUHOB (HOBOKaWH, 4-aMu-
HOAa1eTOQEHOH, 2-aMHUHO-5-HUTpOo(eHo:). M3yueHbl onTUMalIbHbIE YCIOBUS

(0] o
OH OH
NH -+ CH,0 + HNR, —_— _\‘ﬁ\
R,
o o] 1-6

NR, = NEt, (1), NC.H, , (2), NC,H,0 (3), NHC,H,-CO-Me-4 (4), NH-C,H,-(OH-2)(NO,-4) (5).NH-C,H,-COOCH,CH,NEt, (6)

MPOBEJCHHS peakuuu (KUIsIueHue B dTaHoje, 3-4 4., cmaboOCHOBHAS WU
HeHTpanpHas cpena).

OcymecTBieHo Takxke N-aMHHOMETWIMpOBaHUE (TanuMpaa HEKOTO-
PBIMH aMUHAMHM C NIEPBUYHBIMH apOMATUYECKUMU TpyMIamMu (a UMEHHO, 4-
AMHHOTHUIITYPOBasi KUCIIOTA, aHECTE3MH, HOBOKaWH, 4-aMHUHOAIETO(EHOH,
D-(-)-mpeo-1-(n-aurpodenun)-2-amuHomnponad-1,3-auomn), 2-amMmuHOOCH3a-
MU, 2-aMHHO-5-HUTpodeHo), moayueHsl N-ocHoBanust Mannuxa (7 — 13).

0 0

NH + CH,0 + HNR, ——= _\"\
NR,

o o 7-13

NR, = NHC H,-CO-Me-4 (7), NH-CH,-COOE! (8). NH-C,;H,-COOCH,CH, NE, (9). NH-C;H,-CO-NHCH,COOH (10),
NH-C4H,-CONH, (11), NH-CH;-(OH-2)(NO,-4) (12), NECH(CH,OH)CE(OH)-C;H,-NO,-4 (13)

AHAJOTUYHBIM IYTEM CHHTE3MPOBAHO N-aMHHOMETHIIBHOE MPOHM3BOJI-
HOE TIPOTHBOCYIOPOXKHOTO IperapaTa STOCYKCUMU/IA, COJIEPIKaIIee OCTATOK

2-amuHO-5-HUTpOdeHona (14).
0
HO
N >: 0
N N,
o
0 14

0 HO
o
NH + CH,0 + H\N N,
o-
o]

Hcxons uz dakra oOpa3oBaHUs JUITUIHBIX MEpEKHCEl BO BCeX TKaHAX
IPU PA3IUYHBIX MATOJOTHAX, MPEACTABISET HECOMHEHHBIH HHTEpEC U3yde-
HUE BIMSHUS CHHTE3MPOBAHHBIX coeanHeHHi 1 — 14 nHa u3MeHeHuwe mnepe-
KHCHOT'O OKHMCJICHUS JIMIHJIOB.

VccnenoBanus aHTHOKCHIAHTHOW aKTUBHOCTH NPOBOJIMIINCH Ha Oecro-
poaHbIX OenbIx Kpbicax-camiax Maccoit 180-200 c. BemecTBa pacTBopsiiu B
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1 ma IMCO u BBOAMIIN TIOJOTIBITHBIM >KHBOTHBIM B 7103¢ (.3 M2 Ha KpBICY, a
KOHTPOJBbHBIM JKUBOTHBIM BBojauiau 1 ma JIMCO. Ilocne nexamuranuu
M30JIMPOBAHHBIA TOJIOBHON MO3T MPOMBIBAIN (hU3PacTBOPOM, OYHIIAIU OT
KPOBEHOCHBIX COCYZI0B U TomoreHusupoBanu B Tpuc-HCl Oydepe (pH 7.4).
VYpoBeHb JTUMUAHBIX MEPEKUCEH ompeaessiin B He(hepMEHTaTUBHOM (acKop-
0aT3aBUCUMOI) CUCTEME TMEPEOKUCIICHHS 110 BHIXOy KOHEYHOTO MPOIYKTa —
MajioHoBoro auanpaeruaa (MJIA), oOpa3yromero ¢ THo6apOUTypOBOH KHC-
JIOTOM KOMIUIEKCHOE COEIMHEHHE B BHUJE PO30BOTO XpOMOTeHa, MHTEHCHB-
HOCTBh OKPACcKH KOTOPOTO PETUCTPHPOBAIACH CHEKTPO(POTOMETpHUIECKH (TIpH
JUTMHE BOJHBI 535 HM) W COOTBETCTBOBaja KOJHMYECTBY OOpa30BaBIICHCS
nepekucu. O0 aHTHOKCUAAHTHOW akTUBHOCTH (AOA) coeauHeHUN Cynuin
M0 TIPOLIEHTHBIM HM3MEHEHHUsM KonudecTBa MJ/IA B ONBITHBIX MpoOax Mo
CPaBHEHHIO C KOHTPOJBHBIMH M3 pacueTa Ha | T mpeaBapUTENbHO Ompese-
JICHHOTO KoynvecTna Oenka [7-9].

CornacHo pe3yiabTaTaMm HccienoBaHUS coeauHeHnid 1-14, mis 6oib-
IIMHCTBA MPOU3BOIHBIX 2-TTUPPOTHI0H-5-KapOoHOBO# KUCIOTH 1-5 u dra-
muMuaa 7-12 xapaxkrepHa ciabast 1100 yMepeHHast akTUBHOCTH (16-36, 26-
42% cootBerctBeHHO0). Coenunenus 6, 13 n 14 okaszanuch CHIBHBIMHU aH-
THOKCHJAHTAaMH — YMEHBIIAIOT KoiandecTBO M/IA 1o cpaBHEHUIO ¢ KOHTPO-
nem Ha 56, 72 u 61% coorBercTBeHHO. Pe3ynbTaThl UCCIE€A0BaHUN IIpUBE-
JIeHbI B Ta0J.

Pe3yJibTaThl H3y4YeHHS] AHTHOKCHIAHTHON AKTHBHOCTH
coequnenuii 1-14* (TadJ.)

VMeHblIEHHE KOITHYECTBA
CoenvHenns OmnbiT, MI/T Oenka MJIA 10 CpaBHEHHIO C
KOHTponeM, %
1 14.10+0.15 26
2 12.33+0.18 35
3 12.25+0.17 35.5
4 16.0+0.15 16
5 12.2+0.4 36
6 8.35+0.15 56
7 11.0+0.3 42
8 11.5+0.11 39.5
9 12.24+0.08 36
10 12.0+0.12 37
11 12.5+0.15 34
12 14.10+0.2 26
13 5.37+0.12 72
14 7.48+0.2 61

* Kontpomns — 19.0+0.14 me/e 6enxa
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Ha ocHoBanumn IMOJTYYCHHBIX NJAHHBIX MOKHO 3aKJIHOYUTh, YTO CUHTC3U-
POBAHHBIC N-ocHoBanns ManHnxa BeCcbMa HNEPCIICKTHUBHBI B IIJIAHC IMOUCKaA
HOBBIX aHTUOKCHUJAHTHBIX COCJUHEHUH.

IKCIepUMEHTAJIbHAA YACTh

HK-cniextpsl cHsaThl Ha criekTpodoromerpe “FT-IR NEXUS”. Cnextpbl
SMP 'H u C 3aperucrpuposansr Ha npubope “Mercury-300 Varian”, pa-
6ogas gactora 300 MI'm, BHyTpennuii cranmapt — TMC. Temmeparyps
IU1aBJIeHus: ompezenensl Ha npudope “Boetius”. TCX mpoBenena Ha riac-
tuHkax “Silufol-254” B cuctemMe OyTaHOJI-3TaHOJI-YKCYCHas KHCIIOTa—BOJIa
(8:2:1:3), mposiBuTeNL — MAPHI HOJA.

CuHTe3 5-0KCONMUPPOIUINH-2-KapOOHOBOH KHUCIIOTHI OCYIIECTBIECH M3
riyraMHHOBOU Kucao0Thl 1Mo [10]. Drocykcumun (3-MeTHI-3-3THITUPPOIIH-
JMH-2,5-110H) nojaydeH mo [11]. DTu coequHeHUs MOJydYeHBI B BHJIE pa-
LIEMAaToB.

Oo0mas Meroguka moJjydeHusi N-aMHHOMETHJIbHBIX NMPOM3BOIHBIX
5-0KCOMMPPOINANH-2-KapOOHOBON KHUCIIOTHI, (pTaTUMHIA B STOCYKCHUMU/IA
(1-14).

Cwmech 0.015 monst 5-okconmupponuanH-2-KapOOHOBOM KUCIOTHI, (TajIn-
muaa aubo stocykcumuaa, 3.6 ma (0.02 mons) 25%-voro dopmanuHa u
0.015 mons avuHa® B 9TaHONE KHIATAT C 00paTHBIM XOJIOAUIBHUKOM 2.5 u.
BrimaBmmii mocine CTOsSHUS 0CaloK OT(UIBTPOBBIBAIOT, IPOMBIBAIOT XOJIOI-
HOW BOJIOM, 3aTE€M — XOJIOJHBIM STaHOJIOM. V3 MaTOYHOro pacTBOpa mocie
CTOSTHMS MOJIy4aroT €Ille HEKOTOpOe KOJUYECTBO NpoayKTa. Bee coenquuenus
1-14 — xpucrannuueckue BeniecTBa. [lepeKprucTauIn30BBIBAIOT U3 ATAHOJIA
unu cMecu 3Tanon-soaa (1:1).

1-Iu3 THIIAMMHOMETHJI-5-0KCONMMPPOTUANH-2-KapOOHOBasi KUCJI0TA
(1). Beixox 2,5 2 (78%), T.ru1. 117-120°C. R¢0.29. UK-criektp, v, cM ™ 1709
(COOH); 1612 (C=0,yuy). Criexrp SIMP *H (IMCO-dg/CCly), 8, m.x., I'y:
1.08 T (6H, J = 7.2, 2CH3), 2.01-2.42 m (4H, CH,CH), 2.60-2.76 m (4H,
2CH,CH3), 4.09 n (1H, J = 12.5, NCHy), 4.15-4.20 m (1H, CH), 4.21 n (1H,
J = 12.1, NCHy), OH mmp, Haiineno, %: C 56.01; H 8.54; N 13.12.
C10H18N203. Beruncneno, %: C 56.06; H 8.47; N 13.07.

5-Oxco-1-nunepuaun-1-wiIMeTHINMUPPOJHIUH-2-KAPOOHOBAasA KHUC-
a0ta (2). Beixon 1.9 2 (55%), 1.1, 173-175°C. R¢0.19. MK-criektp, v, cM
1698 (COOH); 1652 (C=0,yy,). Criextp SIMP *H (IMCO-dg/CCly), 8, m.1.,
I'y: 1.44-1.54 M (2H, y-CHpupep), 1.56-1.64 M (4H, B-CHanunep.), 2.03-2.40 M
(4H, CH,CH,CH), 2.54-2.66 M (4H, a-CHopunep.), 4.02 o (1H, J = 12.1,
NCHy), 4.06 (1H, 1, J = 12.1, NCH,), 4.16-4.20 m (1H, CH), 10.14 m (1H,

1 o
IIpu mony4yeHun coenuHeHM 6 1 9 B peakuio BBOJWIN OCHOBAaHUE, MOIYUYCHHOE
ormemienueM HCI u3 HoBokauHa.
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OH). Cnextp SIMP 3C: 22.6; 23.2; 24.3 (2C); 28.9; 50.5 (2C); 60.3; 62.9;
1731, 173.4. HaﬁI[GHO, %: C 5828, H 8.07; N 12.32. C11H18N203.
Brrumcneno, %: C 58.39; H 8.02; N 12.38.
1-Mop¢poauH-4-uaMeTHI-5-0KCONMMPPOTUIUH-2-KAPOOHOBAasE  KHC-
aota (3). Beixo 2.0 2 (59%), T.m1. 149-152°C. R;0.14 UK-criektp, v, cM ™
1701 (COOH); 1646 (C=Oqyy). Criexrp SAIMP 'H (IMCO-ds/CCly), 5, m.1.:
1.98-2.11 m (1H) m 2.20-241 m (3H, CH,CH,), 2.42-2.47 m (4H,
NCH,CHj,), 3.50-3.60 m (4H, OCH,CH,), 3.75 a (1H, J = 12.1, NCH,), 4.07
n(1H,J=12.1,J="7.1,NCH,), 4.11-4.22 m (1H, CH), 10, 20 wr (1H, OH).
Cnexrp SIMP 3C: 22.5; 29.0; 50.5 (2C); 58.7; 63.1; 65.8 (2C); 173.0; 174.2.
Haiineno, %: C 52.71; H 7.00; N 12.34. C1oH16N20;4. Boruucneno, %: C
52.62; H7.07; N 12.27.
1-[(4-AueTniideHUIAMHHO)METHIT|-5-0KCOMUPPOTUANH-2-KAPOOHO-
Bast kucsiota (4). Beixox 2.9 2 (69%), t.ru1. 209-212°C. R¢0.50. UK-crektp,
v, eMm™: 3404 (NH), 1722 (COOH); 1675 (C=Oreron), 1625 (C=Ouuy).
Crextp SIMP *H (JIMCO-dg/CCly), 8, m.x1., Ty: 1.98-2.07 m (1H), 2.19-2.31
M (2H) u 2.31-2.43 m (1H, CH,CH,), 2.40 ¢ (3H, CH3), 4.11 an (1H, J = 8.5,
3.5, CH), 4.32 an (1H, J = 14.1, 6.2, NCH,), 5.12 nn (1H, J = 14.1, 7.0,
NCHy), 6.63-6.68 m (2H) u 7.65-7.70 m (2H, CsHa), 6.97 ym.t ( 1H, J ~ 6.6,
NH), 12.55 w (1H, OH). Crextp SIMP °C, . m.n1.: 22.2; 25.3; 29.1; 48.8;
56.2; 111.3 (2C); 126.2; 129.8 (2C); 150.5; 172.8; 173.5; 193.8. Haiineno,
%: C 60.73; H 5.89; N 10.07. C14H16N>O4. Breruuciteno, %: C 60.86; H 5.84;
N 10.14.
1-[(2-T'uapoxcu-4-HuTPOoPeHNIAMUHO)METHJI|-5-0KCONMUPPOJTHIHH-
2-kap6onoBasi kucaora (5). Beixox 2.3 2 (53%), T.rur. 190-192°C. R¢0.79.
UK-crextp, v, cm™: 3376¢. (NH), 3250-3140 (OH), 1735 (COOH), 1704,
1661 (C=Oqyuy); 1540.5 u 1463 (NO,). Crexrp IMP *H (IMCO-dg/CCly),
o, m.a., [y: 1.95-2.08 m (1H) u 2.13-2.42 m (3H CH,CHy), 4.12 on (1H, J =
8.2, 2.5, CH), 4.49 an (1H, J = 13.9, 6.2, %2 NCHy), 5.08 mx (1H, J = 13.9,
6.2, Y2 NCHy), 6.63 nn (1H, J= 6.9, 6.2, NH), 6.73 n (1H, J = 8.8, CsH3- 6),
7.49 n (1H, J = 2.4, Ce¢Hs- 3), 7.62 an (1H, J = 8.8, 2.4, CsHs- 5), 10.05 m
(OH,pov), 12.35 m (COOH). Criexrp SIMP °C, 8, m.n.: 22.5; 29.0; 48.7;
56.6; 107.9; 108.0; 117.3; 137.0; 142.0; 143.1; 172.9; 173.8. Haiigeno, %: C
48.89; H 4.39; N 14.27. C1,H13N30g. Brruucaeno, %: C 48.82; H 4.44; N
14.23.
1-{[4-(IudTHAAMHUHOITOKCHKAPOOHIT) e HHIIAMHHO | MeTHIT } -5-0K-
CO-MUPPOIUANH-2-KapooHoBasi kucjaora (6). Beixox 3.0 2 (54%), T.m.
186-188°C. R; 0.15. MK-cmektp, v, em™ 3275 (NH), 1699 (COOH u
COvcrontond.)s 1654 (COqpuyn ). Criextp SAMP 'H (AMCO-dg/CCly), 0, m.a., Ty:
1.04 T (6H, J = 7.1, CHs), 1.96-2.42 m (4H, CH,), 2.59 k (4H, J =7.1, CHyp),
2.76 T (2H, J = 6.3, NCHy), 4.09 nn (1H, J; = 8.4, J,=3.2, CH), 4.21 T (2H,
1=6,3, OCH,), 4.31 yur (1H, J = 13.7, NCH,N), 5.11 ymr.x (1H, J = 13.7,
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NCH2N), 6.62-6.67 m (2H, CsH3-2,5), 6.90 ymr.c (1H, NH), 7.67-7.72 m (2H,
CeH3-3,5). Criextp SIMP **C, 8. m.i1.: 11.6 (2CH3), 22.3 (CHy); 29.1 (CHy);
47.0 (2CHy); 48.8 (CHy); 50.7 (CHy); 56.3 (CH); 61.4 (CHy); 111.3 (2CH);
118.7 (C); 130.6 (2CH); 150.4 (C); 165.1 (C=0); 173.0 (C=0); 173.5
(C=0). Haiineno, %: C 60.53; H 7.15; N 11.17. Cy9H;7N30s. Beruucneno,
%: C 60.46; H 7.21; N 11.13.
2-[(4-AuneTnndenmwiamuHo)MeTuia|uzonnaoa-1,3-nuon (7). Brixon
2.9 2 (66%), T.m1. 165-166°C (165-165.5°C [12]). R¢0.80. UK-cmekTp, v, cM’
' 3366 (NH), 1778 u 1709 (COyy); 1655 (C=Oyeron). Cmextp SIMP 'H
(AMCO-dg/CCly), 0, m.1., Ty: 2.38 ¢ (3H, CH3), 5.07 1 (2H, J = 7.1, CHy),
6.84-6.89 m (2H, CgH4-2,6), 7.21 T (1H, J = 7.1, NH), 7.65-7.70 m (2H,
CeHy4-3,5), 7.73-7.79 (2H, C¢Hy-5,6-¢1.), 7.80-7.86 (2H, CgHs-4,7-d1.).
Cnextp IMP 2C, &, m.1.: 25.3 (CHs), 45.9 (CHy), 111.3 (2 CH), 122.8 (2
CH), 126.5, 129.7 (2 CH), 131.4 (2 CH), 133.7 (2 CH), 150.0 (N-C), 167.1
[(2 C=0O)N], 193.7 (COMe). Haiizeno, %: C 69.30; H 4.84; N 9.59.
C17H14N»05. Beruuciaeno, %: C 69.38; H 4.79; N 9.52.
4-[(1,3-Iuokco-1,3-1uruapou3ounI0J-2-
WIMETHJ)aMIHO|0eH30iiHO#i KUCJI0THI A3THJI0BBII A¢up (8). Beixox 4.2 2
(87%), T.m1. 176-177°C (176.5°C [12]). R; 0.84. MIK-crektp, v, cm™: 3383
(NH), 1778 1 1709 (COyy); 1686 (COcromnoop). Crextp SIMP 'H (JIMCO-
de/CCly), 0, m.a., I'y: 1.32 1 (3H, J=7.1, CH3), 4.20 x (2H, J = 7.1, OCHy),
5.07 o (2H, J = 7.1, NCHy), 6.83-6.88 (2H, CgHs-2,6), 7.11 ym.t (1H, J =
7.1, NH), 7.69-7.74 m (2H, CgH4-3,5), 7.74-7.80 m (C¢Hy4-5,6-¢1.), 7.81-7.87
M (2H, CgHy-4,7-¢1.). Criextp AMP *C, 8. m.1.: 14.0 (CH3), 46.0 (NCHy),
58.9 (OCHy), 111.3 (2C), 118.4, 122.8 (2C), 130.5 (2C), 131.4 (2C), 133.7
(2C), 149.8, 165.1 [N(CO),], 167.1 (OCO). Haiineno, %: C 66.72; H 4.88;
N 8.69. C1gH16N2O,. Berauciieno, %: C 66.66; H 4.97; N 8.64.
4-[(1,3-Iuokco-1,3-Turuipon30nHI0JI-2-
WJIMETHJI)aMHHO|0eH30i{HOM KHCJI0THI 2-IHITHIAMHHOITHIOBBIN 3(pHp
(9). Beixox 3.0 2 (50%), T.ru1. 132-135°C. R¢0.49. UK-criektp, v, cMm ™ 3383
(NH), 1778 u 1707 (COpyy); 1687 (COcromuony.). Criekrp SIMP *H (JIMCO-
de/CCly), 8, m.a., Iy: 1.01 T (6H, J =7.1, 2CHg), 2.54 x (4H, J = 7.1,
N(CH,CHjs),), 2.70 T (2H, J = 6.4, NCH,CH,0), 4,17 T (2H, J = 6.4, OCHy,),
5.07 1 (2H, J = 7.1, NCH,NH), 6.83-6.88 m (2H, CgH4-2,6), 7.13 T (1H, J =
7.1, NH), 7.68-7.73 m (2H, J = 7.1, C¢H4-3,5), 7.74-7.80 m (2H, CgH4-5,6-
dt.), 7.82-7.88 (2H, Ce¢Hy-4,7-¢.). Criextp SIMP °C, 8. m.1.: 11.8 (2CHa),
46.0 (NCHy), 47.0 (N(CHy),), 50.8 (NCH,), 61.6 (OCHy), 111.3 (2C), 118.3,
122.8 (2C), 130.5 (2C), 131.4 (2C), 133.7 (2C), 149.8, 165.1 (N(CO)y),
167.1 (OCO). Haiineno, %: C 66.90; H 6.31; N 10.69. CyHzsN30,.
Beruuciaeno, %: C 66.82; H 6.37; N 10.63.
{4-[(1,3-Anokco-1,3-1uruagpou30MHI0.1-2-HIMETHI)AMHUHO | 0 H30WJI-
amuno}ykcycuasi kuciaora (10). Beixog 4.5 2 (85%), t.mn. 220-222°C
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(pasn.) (211°C (pasm.) [13]). R 0.82. MK-cmextp, v, cm™: 3327 (NHypon),
1789 u 1709 (COy.), 1726 (COOH); 1654.7 (C=0,,). Cuextp IMP ‘H
(AMCO-dg/CCly), 6, m.1., I'y: 3.86 1 (2H, J = 5.8, CH,COOH), 5.07 o (2H,
J =7.1, NCH;N), 6.83-6.88 m, (3H, CsHy- 3,5 1 NHypon), 7.62-7.67 M (2H,
CeHy-2,6), 7.73-7.79 (2H, CgH4-5,6-¢1.), 7.81-7.87 m (2H, CgHy-4,7- Pp1.),
8.04 T (1H, J = 5.8, NH-CO), 12.00 m.c (1H, COOH). Haiineno, %: C
61.08; H 4.34; N 11.84. C13H15N30s. Beramcieno, %: C 61.19; H 4.28; N
11.89.
2-[(1,3-Anokco-1,3-Turuapon30MHI0J-2-UIAMeTHI)aMHHO | GeH3aMu
(11). Beixox 2.6 2 (59%), T.wr. 129-132°C. Rs 0.77. MK-crekTp, Vv, cM™:
3416 c. (NHapow), 3175 (NHoawy) 1771 m 1717 (COgy); 1668 (COgyuy).
Crextp SIMP 'H (IMCO-dg/CCly), 8, m.a., I'y: 5.23 1 (2H, J = 7.5, CHy),
6.59 non (1H, J=7.8, 7.1, 1.2, C¢Hy-4), 6.88 yur.c (1H, NHy), 7.14 nn (1H,
J =184, 1.0, C¢Hy-6), 7.25 nnn (1H, 1H, J = 8.4, 7.1, 1.5, CeHys-5), 7.58 nn
(IH, J = 7.8, 1.5, C¢Hs-3), 7.61 ymc. (1H, NHp), 7.73-7.79 m (2H, CgHs-
5.6-¢t.), 7.80-7.86 (2H, CgHy4 -4,7-d7.), 9.06 T (1H, J = 7.5, NH). Cnektp
AMP 2C, 5. m.1.: 45.7 (CHy), 111.3, 115.0, 115.5, 122.8 (2C), 131.4, 131.8,
133.7, 147.1, 167.1, 170.9. Haiineno, %: C 65.19; H 4.38; N 14.19.
C1sH13N30s. Beraucieno, %: C 65.08; H 4.44; N 14.23.
2-[(2-T'mnpoxcu-4-nuTpodeHnIaMHHO)METHI | H30UH/101-1,3- THOH
(12). Beixox 2.5 2 (53%), T.wr. 215-219°C. R¢ 0.66. MK-crekTp, v, cM™:
3411 (NH), 3315 (OH), 1767, 1773 n 1698 (COyy); 1538 u 1466 (NOy).
Cnextp SIMP 'H (IMCO-dg/CCly), 8, M., Ty: 5.19 1 (2H, J = 7.5, NCH,),
6.26 yurt., (1H, J = 7.2, NH), 6.97 n (1H, J = 8.9, C¢Hy-6), 7.50 1 (1H, J =
2.4, C¢Hyg-3) 7.65 an (1H, J = 8.9, 2.4, CgHy-5), 7.76-7.87 (4H, CgHs-01.),
10.19 ¢ (1H, OH). Cnekrp SAMP 13C, d., m.z1.: 45.6 (CHp), 107.6, 108.0,
116.7, 122.9 (2C), 131.3, 133.9 (2C), 137.8, 140.7, 143.4, 167.0. Haiineno,
%: C57.45; H3.60; N 13.47. C;5H11N3Os. Brranciieno, %: C 57.51; H 3.54;
N 13.41.
2-{[2-T'uapoxcu-1-ruapoxcuMeTna-2-(4-HUTPOPEHUIT)ITHIAMH-
Ho|MeTma}m3ounaoJ-1,3-quon (13). Beixox 3.5 2 (63%), T.mr. 135-138°C.
R;0.56. UK-criextp, v, cm™: 3332 (NH), 1768 u 1699 (COg¢yr.). Cuextp SAMP
'H (IMCO-d¢/CCly), &, m.z1., I'y: 3.43-3.54 M (2H), 3.69-3.78 (1H), 4.53 1
(1H,J =17.1), 4.57 ¢ (2H), 4.79 yurx (1H, J = 3.7), 4.83-4.88 (1H), 5.08 1
(1H, 1 J = 6.2), 7.30-7.34 m (2H, CsH4(NO,)-2,5), 7.58-7.65 m (4H, CgH;-
5,6-¢t., CeHy(NO,) -3,5), 7.69-7.75 m (2H, CgHy -4,7-¢7.). Haiineno, %: C
58.31; H 4.58; N 11.38. C;3H17N3Og. Brruncneno, %: C 58.22; H 4.61; N
11.32.
1-[(2-Tuapoxcu-4-uuTpodeHnIAMIUHO)METHI|-3-MeTHII-3-ITHIIHP-
posuaun-2,5-quon (14). Beixon 2.6 2 (56%), T.mw1. 190-193°C. R¢0.81. K-
criexTp, v, cM - 3430 (NH), 3267 (OH), 1764 u 1683 (COyy); 1536 u 1457
(NOy). Criextp SIMP *H (IMCO-dg/CCly), &, m.1., I'y: 0.74 T (3H, J = 7.4,
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CH5CHy), 1.22 ¢ (3H, CHs), 1.43-1.69 M (2H, CH,CHy), 2.42 1 (1H, J =
18.2, CH,), 2.55 n (1H, J = 18.2, CH,), 4.96 1 (2H, J = 7.4, NCH)), 6.11 T
(1H, J=7.4,NH), 6.85 1 (1H, J = 8.9, C¢H3-6), 7.52 1 (1H, J = 2.5, CsH3-3),
7.64 nn (1H, J = 8.9, 2.5, CgHs-5), 10.18 ¢ (1H, OH). Cnektp SIMP °C, 5.
M.I.: 7.9 (CHs), 23.0 (CHs), 30.4 (CH,), 39.6 (CH,), 43.3 (CCHa), 46.2
(NCH,), 107.9 (CH), 108.1 (CH), 116.6 (CH), 137.9, 140.5, 143.4, 174.8
(CO), 181.4 (CO). Haiineno, %: C 54.66; H 5.64; N 13.73. C14H17N30s.
Brrumcneno, %: C 54.72; H 5.58; N 13.67.

5-ORUNMPLALPAPL-2-QULFAVUREYD GY SPYLPY PUPILELP
N-UUPLAUERPL UOULSSULUVESP UPLEEAL Y ZUGUORUP MU LSUSPL
UGShYNhpe3UL NRUNRULVUUPRIREG3NRUL

2 QUINULULBUL, U. L 2UTNF3UL, U. U.2NYUYPUBUL, U. 2 MUZNPS3UL,
4. 2 LUYN3UL, 2 U. ULNUBUL, 2. U. ¥6YN18UL

Uhuptqyt] Eu 5-opunyhpnjhnht-2-Yuppnuwppyh, $nwhdhgh b knn-
unipuhthnh hwdwyuwunwupput N-wdhundbph; wswugyuiubpp: Munidbw-
uhpyb] k uhtpbqus dhwugnipmitiiph hwjwopuhnuinughtt wjnhynipmiup:
Uhwgnipjniiibph Uk dwut niiku pnyp jud Jhohtt wljnhynipmnit, huly 1-{[4-
(nhEphiundhtntpnpuhuppntth)tupjundhun Jdtphi}-5-opunwhpnihnh-2-
Yuppniwppeniy,  2-{[2-hhnpopup-1-hhnpopuputiphy-2-(4-uhinpndtuhy) ke -
wuhun]utphi}hqnhunni-1,3-nhnip & 1-[(2-hhgypopuh-4-uhnpndtuthjudhun)-
ubphy]-3-dtph1-3-tphiyhpnihght-2,5-phntp - odndwé & pwpdp hwlw-
opuhnwttnujhtt wjnhynipjudp, hwdwwywwnwuppwbwpwunp® 56, 72 b 61 %:

SYNTHESIS AND STUDY OF ANTIOXIDANT ACTIVITY OF
N-AMINOMETHYLDERIVATIVES OF 5-OXOPYRROLIDINE-
2-CARBOXYLIC ACID AND CYCLIC IMIDES

A. G. AGABABYAN, N. Z. HAKOBYAN, S. S. HOVAKIMYAN, N. H. PAHUTYAN,
K. H. NAVOYAN, H. A. PANOSYAN and G. A. GEVORGYAN

The Scientific Technological Centre
of Organic and Pharmaceutical Chemistry NAS RA
26, Azatutyan Str., Yerevan, 0014, Armenia
E-mail: hasagababyan@gmail.com

By the interaction of 5-oxopyrrolidine-2-carboxylic acid, phthalimide or etho-
suximide with formaldehyde and various secondary and cyclic amines, as well as
primary aromatic amines the corresponding N-aminomethyl derivatives were synthe-
sized. The antioxidant activity of the synthesized compounds was studied. According to
the results obtained, most of the derivatives of 2-pyrrolidone-5-carboxylic acid and
phthalimide are characterized by weak or moderate activity (16-42%). 1-{[4-(diethyla-
minoethoxy-carbonyl)phenylamino]methyl}-5-oxopyrrolidine-2-carboxylic acid, 2-{[2-
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hydroxy-1-hydroxymethyl-2-(4-nitrophenyl)ethylamino]methyl}isoindole-1,3-dione
and 1-[(2-hydroxy-4- nitrophenylamino)methyl]-3-methyl-3-ethylpyrrolidine-2,5-dione
turned out to be strong antioxidants — percentage of difference from control is equal to
56, 72 and 61%, respectively.
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