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MccnepoBaHbl pa3nuyHble noaxoabl K cuHTesy 1,2,4-TpusamelleHHbIX 5-uMmvaasonoHoB B3au-
MOZENCTBMEM HeHacblleHHbIX 5(4H)-okcasonoHoB nnu ammaoB N-3amelleHHbIX a,B-aerngpoamu-
HOKMCIIOT C TakKUMW CUIUITUPYIOLLMMK areHTamu, kak TpumeTtunxnopcunad u 1,1,1,3,3,3-rekcame-
TunaMcunasaH. YCcraHoBneHa BO3MOXHOCTb CUHTE3a LeneBbiX 5-uMnaaso- MOHOB M3 HEHacbILLEeH-
HbIX 5(4H)-okca3onoHoB obbeanHeHem cTtaguii o6pasoBaHNs COOT-BETCTBYHOLLMX aMUO0B M Npo-
LLleccoB UX germapatauui B “ogHon konbe”. M3yyeHbl Takke aHTUXONMMHICTEpPasHble CBOMCTBA CUH-
Te3npoBaHHbIX amnaoB N-3aMeLleHHbIX a,B3-AerMapoamu-HOKUCIIOT U COOTBETCTBYOLWNX 5-umuaa-
30/10HOB MO OTHOLLEHMIO Kak K aueTunxonuHactepase (AX3), Tak n k 6ytupunxonuHactepase (by-
X3). YcTaHoBNEHO, YTO uccneayemMble COEAMHEHNS B OCHOBHOM MPOSBIIAT CneunguyHoOCTb No oT-
HoweHuto k ByX3. MpuBeaeHbl AaHHbIe JOKMHM-aHanm3a HeKoTopbIX 5-MMMAAa30noHOB C MOHOMeEpa-
MU kak AX3, Tak n byX3.

Puc. 2, Tabn. 3, 6ubn. ccbinok 27.

W3BecTHO, uTo 1,2,4-TpHU3aMellleHHbIE S5-UMHUIa30J0HbI NPEICTABISIOT
0O0JIBIIION MHTEpEC B KauecTBe (DM3MOJIOTHUECKH aKTUBHBIX COCTUHEHHH [1-
3].

Panee Hamm ObUTO ycTaHOBIEHO, uTO TpuMeTunxiopcuinan (TMXC) [4-
6] u 1,1,1,3,3,3-rekcamerunaucunazad (MJIC) [4-10] B kagecTBe peareH-
TOB MOT'YT OBITh PUMEHEHBI B CHHTE3€ S-MMH/Ia30JI0HOB.
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Hactosimas pabora nocssiieHa U3y4eHHI0 pa3InYHbIX MMOJIX0I0B K CHUH-
te3y 1,2,4-Tpu3aMeneHHbIX S-UMUIa30JI0HOB (23-36) peakimell HEHACHI-
meHHbIX S(4H)-okcazononoB 1-6 ¢ amunamu N-3amerneHHBIX o,B-aeruapoa-
muHOKucIOT 11-22 xak ¢ TMXC, Tak u ¢ TMJIC.

Peakuun 5(4H)-okcazononoB ¢ TMXC ocyiecTBiasuid B NPUCYTCTBUU
TpusTHIIaMuHa B JIM®DA B yCnOBUSX KHUITSTYCHHS PEAKIIMOHHONW cMecH (TTyTh
A), mpu 3TOM BBIXOJbI I1IEJIEBBIX MPOIYKTOB KOJEOIIOTCS B mpenenax 52-
71%. Tlpu nermppataruu xe amMuaoB N-3aMeIIeHHBIX o, -IeTUAPOaAMUHO-
kuciot 11-22 TMJIC-om B JIM®A BBIXOIBI IIENIEBBIX COCIHHEHHH COCTaB-
nstoT 62-94% (myts B2). Otmerum, uto amuabl 11-22 nmonydeHsl B3anMo-
JericTBUeM HeHachleHHbIX 5(4H)-okcazonoHoB 1-6 ¢ cOOTBETCTBYIOIUMU
amuHamu 7-10 xumnsraernemM B stwianerate (myTh b1). YauTeiBas 60mbIIyro
PEaKIMOHHYIO CIIOCOOHOCTh HEHACHIEHHBIX S5(4H)-0kca3010HOB 1O OTHO-
HICHUIO K aMHHaM, HaMH HCCJIeI0BaHa BO3MOXHOTh CHHTE3a LIEJIEBBIX MPO-
IyKTOB TipoBeaicHreM ctaauii b1 u B2 B “omxHoii kon6e” (myTh B).

1). NH,R! 2). (Me;Si),NH
Ar (o) Ar (0]
\ | Me;SiCl, NEt; A\
+ NH;R >
N N—R!
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N\(O 7-10
R

K 23-36
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Y o
R‘/< NH—R!
NH S (Me;Si),NH
B2
Ar’

11-22

1,11,23: R=Ar = R'= CgHs; 12,24: R=Ar = CgHs, R'= C¢H,OCH;-4; 13,25:
R=Ar = C¢Hs, R'= CgH4Br-4; 14,26: R=Ar = CgHs, R'= C¢H,COOH-4;
15,27: R=Ar = Cg¢Hs, R'= CgH4,COOC,Hs-4; 16,28: R=Ar = CgHs, R=
CH,Cg¢Hs; 2,17,29: R= R! = C¢Hs, Ar= C¢H,OCHs-4,; 18,30: R= CgHs, Ar=
R!= CsH,OCH;-4; 19,31: R= CgHs, Ar= CgH,OCH3-4, R'= CgH4Br-4; 32:
R= CgHs, Ar= CgH,OCHs-4, R'= CH,CgHs; 3,20,33: R=R'=CgHs;, Ar=
CeH4Br-4; 4,21,34: R= 4-CH30CgH,, Ar=R'= Cg¢Hs; 5,22,35: R= 4-BrCgH,,
Ar= R'=CgHs; 6,36: R= 3-O,NCgH, Ar= CgHs, R'= CH,CgHs.

B cBs3u ¢ 3TUM B3auMOCHCTBUE HEHACHIICHHBIX 5(4H)-0Kkca3010HOB ¢
amMuHaMu npooAuiiu B JIM®DA B yCIOBUAX KUIISTYEHHUS C TTOCIEIYIOIIUM J10-
6asiienueM 'MJIC k peakIMOHHOW cMecH. 3aBUCUMOCTb BBIXOJIOB LIEJIEBBIX
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S-ummnazononos 23-36 ot nmyteit cuHTe3a A U B 1 Bpemst mpoBeieHUs peak-
yu npuBeaeHsl B Tabn. 1. Kak BugHo u3 tabn. 1, ucnonb3oBanue meroaa B
MPUBOAUT K MOJIOKHUTEIBHBIM pe3yibTaTaM B ciydae 1,2,4-Tpu3aMenieHHbIX
5-uMuAa30g0HOB. OTMETHUM, YTO MPU ITOM UCKIHOYAETCS MPOLECC BbIAEIE-
Hust aMu7ioB N-3amereHHbIX o,3-IeruApOaMHUHOKUCIOT, YTO W TMOBBIIIAET
CKOPOCTbH BBIJICJICHUS TIEJIEBBIX MPOIYKTOB (25-75 mun). ItoT hakT, a Takke
CPaBHUTEIBHO BBICOKHE BBIXOJIBI LIETEBBIX S-uMH1a30710HOB (58-89%, pac-
YeThl ClIeJaHbl UCXOAs U3 HeHachleHHOTo 5(4H)-okca3om0Ha) CBUAETENBCT-
BYIOT 00 3 pexTrBHOCTH MeToa B o cpaBHeHuIo ¢ Metogamu A u b.

B SAAIMP cnekrpax momydyeHHbix amugoB 11-22 u umugazononoB 23-36
CUHIJICTHBIN CUTHAJl BUHWIBHOTO NPOTOHA MPOSBISETCS COOTBETCTBEHHO
mpu 7.05- 7.11 u 7.11-7.23 m.0., 9TO CBUACTEILCTBYET O Z-KOH(UTYpAIUU
3TUX COEAUHEHUI.

HccrnenoBanbl aHTUXOJIMHACTEPA3HbIE CBOWCTBA CUHTE3UPOBAHHBIX COE-
nuHeHnid 11-36 110 OTHOIICHHIO KaK K aneTwixoiauHacTepase (AXD), Tak U K
oyrupuinxonunicrepaze (byX09). IlonydyeHHble naHHBIE TPUBEAEHBI B TA0II.
2. CornacHo 3TUM JaHHBIM, aMuabl 11-22 sBistoTcs cnabbIMu HHTHOUTOpA-
MU 110 OTHOIICHHUIO K 000MM (epMeHTaM. B 3ToM psiy cpaBHUTEIBHO BBICO-
KYIO0 aHTUOYTUPHIXOJIMHICTEPA3HYIO aKTUBHOCTD TPOSIBISIET 4-OpOMaHUIIN
N-6enzomn-a,B-nerunpodennnananuna (13). Ormernm, yro amua 13 nposs-
nseT cnadyro cneruduaHocTh (1.5 pasa) mo otHomeHuto kK by X0.

Kak no orHomenuto k AX9, Tak u no orHoueHuto k byX?9, 1,2,3-tpu-
3aMelIeHHbIE 5-nMHIa3050HbI (23-36), M0 CPABHEHHIO C COOTBETCTBYIOIIH-
MU amunamu 11-22, mposBISIOT BBICOKYIO aHTHXOJIMHICTEPA3HYIO aKTHB-
HOCTb. B psmy 5-ummnazononoB 1-6en3mi-2-¢penmn-4-0eH3nmmieH-5-nmMu-
nazonon (28) u 1-6ensui-2-(3-uutpodernn)-4-0eH3umH e H-5- MU 1a30710H
(36) B xoHueHTpawuK 8X10°M MOTHOCTBIO TOAABIAIOT AKTHBHOCTH ByXD n
SIBIISTIOTCS crielMUIHBIME (OKOJIO 7 pa3) 1Mo OTHOIICHHUIO K 3TOMY (hepMeHTy.

BBenenne MeTokcHUrpynmsl B CTPYKTYpY 2-(heHun-4-O0eH3mmuiaeH-5-
MMH1a30JI0HA (23) IOKa3bIBAET, YTO CPABHUTEILHO BBICOKYIO aKTUBHOCTh 10
OTHOLICHHIO K 00ouM depmentam mposiBisier 1,2-mudennn-4-(4-meTokeu-
GensuanaeH)-5-umuaasonon (29), KOTopelii B KoHIeHTpauun 8x10°M mo-
naBinsieT akTuBHOCTH AXD Ha 62%, byXD — Ha 82%.

B ciaywae Gpomconmepkamux S5-MMuaa3onoHoB (coeauHeHus 25, 33 u
35), no cpaBHEHHIO ¢ S-UMHIa30I0HOM (23) 10 oTHOIIEeHHI0 K AXD, yBenu-
YeHUE aKTHMBHOCTH HaOmromaercs y 1,2-mudennn-4-(4-0poMOeH3UIMIEH )-5-
nmunazonona (33), B To Bpems kak 1-(4-6pomdenmn)-2-denmn-4-6eH3mm-
neH-5-umnaazonon (25) B konuenTpamun 8X10°M mojaBiseT akTHBHOCT
byX?3 na 72%.

s amuna 13 u umuazononoB 23-25, 28, 29, 34, 36 Hamu TakKe orpe-
JEJSUTICh KOHICHTPAIMK, MHruOupyromue xoiuHdctepassl Ha 50% (1Cs)
(tabun. 2). [lomyuyeHHBIC NaHHBIC CBUCTEIBCTBYIOT O TOM, 4TO (Z)-3-O¢H-
30mMI1-5-0eH3mnuaeH-2-herun-3,5- nuruapo-4 H-umunazon-4-ou (28) u (Z)-5-
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(4-merokcubensunuaeH)-2,3-nudpennn-3,5- murunpo-4 H-umuaaszon-4-o1
(29) mpoSBIAIOT CPABHUTEIHHO BHICOKYIO aKTUBHOCTB MO OTHOIICHHUIO KaK K
AXD, tak u k byX3. OtmeTnm, uto coenuuaenus 28 u 29 MposIBIAIOT TaKKe
CPaBHUTEJIBHO BBICOKYIO CHIEIIM(PUUHOCTD MO OTHOIIEHHIO K By XD.

Tabnuya 1

3aBucuMOCTH BBIX0J0B 1,2,4-TpU3aMenIeHHBIX 5S-MMUIa30J10HOB
oT myTeil cuHTe3a A u B v BpeMsi NpoBeeHNs peaKInu

Coenune- Bpewms peakiuu, mun Brixon nponykra, %
HUE nyTh A MmyTh nyte B | myts A IIyTh nyTs B
b2 b2

23 40 20 40 65 93 84
24 60 30 — 67 84 —
25 60 40 40 65 94 89
26 — 25 — — 91 —
27 60 25 - 71 83 -
28 - 15 30 - 80 78
29 100 45 75 o7 89 86
30 — 150 - - 83 -
31 — 50 — — 52 —
32 — — 75 - - 58
33 40 30 — 52 79 —
34 120 50 — 64 89 —
35 40 25 - 64 90 -
36 — — 25 — — 83

OcyIecTBIeH TOKUHT-aHAIN3 coeanHeHnit 23, 24, 29, 34 kak ¢ AXD,
Tak u ¢ byX0.

[TonmyyeHHbIe PHEpreTUYECKHE MOKa3aTenn — cpenHss sHeprust [ubo6ca
(AGp), xommIekcooOpa3oBaHUs KOH(DOPMEPOB HCCIETYEMBIX COCANHEHUH
CBHUJIETENILCTBYIOT O TOM, YTO BCE COCIMHEHHUs, KpOME HMHIa30j10Ha 24,
MPOSIBJIAIOT CPaBHUTENILHO Oojiee BbIcOkME 3HadeHus ¢ byX0D, uem ¢ AXD
(Ta6mn.3). OT™MeTHM, 9TO Takas KapTHHA HAOJIOMAeTCsl TaKKe TPU COMOCTaB-
JICHUH JaHHBIX CIIeU(UIHOCTH coeauHenni 23, 24, 29, 34 (tab6mn.2).

Jlia onpenenenus cpoacTBa ucciaeayeMsix coequnennii ¢ AX9 u byX0O
OBUTH paccYMTaHbl KOHCTAHTHI cBs3biBaHMs (K.) ¢ MOMOIIBIO JaHHOTO ypaB-
HEHHSI:

_AGaverage

1
AGeXp = —RT |ﬂ(?j : K = exp RT

rie AGayerage — PHEPTHA B3aUMOJeicTBHA, R — razoBas nocrosiHHas, T — a0-
CoJoTHas Temreparypa, K, — koncranra cBssbiBanus [11,12].
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HOJ'Iy‘ICHHI:IC PE3YIbTAThl KOHCTAHT CBA3bIBAHHA ITPUBCICHELI B Tabm.3.

Tabnuya 2

JlaHHbIe AHTUXOJMHICTEPA3HBIX CBOMCTB aMi10B N-3aMeleHHbIX
o,p-nermapoamunokucyaor (11-22) u 1,2,3-Tpu3amMenieHHbIX
5-mmMuaa30;10H0B (23-36) npu KonuenTpauuu 8x10°M

Coenunenne | MarmbupoBanue | Uarubmposanme | 1Cso, NM, | 1Cs, NM, | A/b mu
AXD, % byXD,% AXD (A) | ByXD (b) B/A*
11 25 5 — - -
12 9 1 — - -
13 48 69 1900+100 | 1229+31 | 1.55-
ByXD>
14 34 9 — - -
15 35 8 — - -
16 5 6 — - -
17 30 22 — - -
18 38 14 — - -
19 19 19 — - -
20 40 20 — - -
21 45 2 — - -
22 2 7 - - -
23 34 39 69131230 | 6417+20 | 1.1-by-
XD
24 29 21 5278+278 | 6870+203 13-
AXD
25 31 72 3814110 | 1593+74 | 2.4-by-
XD
26 34 4 - - -
27 25 4 — — -
28 40 100 565+39 77+2 7-byX3
29 62 86 698+71 63+12 11-by-
XD
30 47 35 — - -
31 38 42 — — -
32 31 35 — - -
33 45 30 — - -
a4 31 43 8070+260 | 2012+345 | 4.01-
byXD
35 10 15 — — -
36 50 100 6110+110 | 926+74 | 6.6- By-
XD
*cnenn(puIHOCTh
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Tabnuya 3

Buodusnyeckune nokasareau (AG.p — cpeanss 31eprus 'néoca
(kxkan/mons); K. -KOHCTaHTa CBSI3LIBAHNS) B3aUMO/IECTBUSA
coennHeHuii 23,24,29,34 ¢ akTUBHBIMH IIeHTPAMH
AlETUJIXOJTUHICTEPA3bI M Oy THPUIXOJTUHICTEPA3DI

Burodus. CoennHeHHS
depMeHT
AAHHEBIC 23 24 29 34
AG, -8.67+0.43 -7.84+0.39 -8.1+£0.40 -7.28+0.36
AX3 6 5 5 5
K. 1.5X10 6.3X10 1.8X10 4.3X10
AG, -9.2+0.46 -7.78+0.39 -9.12+0.45 -10.14+0.50
ByX9 6 5 6 7
K. 5.0x10 4.7x10 4.4x10 2.4x10

J1s1 BBISIBJIEHUS! TUIIOB CBA3BIBAHUSI UCCIEAYEMbIX coequHeHul ¢ AXD
u byXD Ob1 poBeZieH KOH(POPMALMOHHBINA aHAIN3, PE3yIbTaThl KOTOPOTO
IIpUBENEHBI Ha puc. | u 2.

Heo6xonumMo OTMETUTh, YTO KOMILIEKCOOOpa30BaHUE HOCHUT, B OCHOB-
HOM, THIpo(oOHBIH XapakTep, XoTsa mas1 AXD y coennnenuit 29 u 34 Ha6-
JIIO/IAl0TCS. €JUHUYHbIE BOJIOPOJHBIE CBA3M C KOHCEPBATHBHBIM aMHHOKHC-
noTHBIM octaTkoM TYr341. Jlns AXD Obl1o0 nACHTUGHUIUPOBAHO 4 aMHMHO-
KHCJIOTHBIX OCTaTKa, KOTOPbIE BOBJEUYEHHI B IMPOIECC KOMILUIEKCOOOpa3oBa-
uust. Takumu seisiiotest Tyr341, Trp286, Phe295 u Val294. Bee nepeunc-
JICHHbIE€ AMUHOKHCJIOTHBIE OCTaTKH BXOJAAT B COCTaB AaKTHBHOI'O IIEHTpa
AXD, 0 4eM CBHIIETENIBbCTBYIOT TAK)KE JIUTEpaTypHble JaHHble [13,14].

[Tony4yennsle pe3ynbTaTshl KOH(OpMaIoHHOro ananusa byXD cuze-
TENBCTBYIOT O TOM, 4TO, 110 cpaBHeHUI0 ¢ AXD, y byX0O BonopoaHsie cBs3H
He oOHapyxeHnsl (puc.2.). KommiekcooOpa3zoBaHue MpoOUCXOIUT 3a cueT 00-
pasoBaHus TUAPO(OOHBIX B3aUMOIEHCTBHUI. B mporecc B3ammoaeicTBus
coenuHeHnin 23, 24, 29, 34 BoBieUeHbl aMHUHOKHWCIIOTHBIE OCTAaTKH 1rp82,
Tyr332, Leu286.

UzBectHo, uto Trp82 sBisieTcss OMHUM M3 KIFOYEBBIX OCTaTKOB, 00Opa-
3YIOIIHX “XOJMHCBSI3BIBAIOILYIO YaCTh KATAIMTUYECKOTO LIEHTpa caiTa CBS-
3piBanus Uit byXD. Tyr332 naxoaurtcss B mepuQepuitHoOil 30He “TOPIOBH-
HBI” aKTUBHOTO IIeHTpa. OH 00pa3yeT ¢ JpyrMMH aMUHOKHCIOTHBIMHU OCTaT-
KamH “nepudepuitHyto aHHOHHYIO YacTh 1 BOBJICUEH B TMPOIIECC UACHTH(H-
Kallui HATUBHOTO Juranaa. Leu286 spnsercs OTHUM U3 OCTATKOB “‘allUJICBSI-
3pIBalONIed yacTu’ KaTaauTuaeckoro neHrpa byX0d [15-17].

Taxkum 00pa3om, COrIacHO pe3ynibTaTaM AOKHWHT-aHAJIN3a, BCE UYETHIPE
COEIMHEHMSI B3aMMOJCHCTBYIOT C aKTHBHBIM IIEHTPOM HATHBHOI'O JIUTaHJa
MoHOMepoB AXD u byX0.
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Puc. 1. Busyanusaums B3aMMoaencTBUS aMUHOKUCIIOTHBLIX OCTATKOB caiTa cBasbiBaHusa AXO
C uccnegyeMbiMu coeauHeHnamn 23, 24, 29, 34: cepble NyHKTUPbl — rapodobHble B3aMmo-
OencTBus, YepHole — BogopoaHble (B Tabnuue cepbiM 0603Ha4YeHbl aMUHOKUCIIOTHBIE OCTaTKu,
BOBJIEYEHHbIE B NMPOLLECC KOMMNIEKCO0Opa3oBaHus).
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Pwnc.2. Busyanusaums B3avMMogencTBUS aMUHOKMCIIOTHBIX OCTaTKOB cawTa cBsidblBaHUs ByXO
C uccnegyeMbiMy coeauHeHnamn 23, 24, 29, 34: cepble NyHKTUPbl — rnapodobHble B3aMmo-
Oencteus (B Tabnuue cepbiM 0603HAYEHbI aMUHOKUCIIOTHLIE OCTaTKW, BOBMIEYEHHbIE B MPO-
Liecc KOMMnnekcoobpasoBaHus).

Kanmunater 29 u 34 nposBISIFOT BRICOKOE CPOJICTBO MPU KOMITIIEKCO00-
pasoBannu ¢ byXD. Pe3ynprarsl KoH)OPMAIMOHHOTO aHAJIN3a CBHIETEIHCT-
BYIOT O TOM, YTO aMHHOKHUCIIOTHBIE OCTAaTKH, BOBJICYCHHBIC B MTPOIIECC KOMII-
JeKco00pa30BaHMs, UMEIOT KPUTUYECKHE 3HAUCHHS MPU B3aUMOJCHCTHUH C
HATUBHBIM JIUTaH]IOM.
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3KC]’[epI/IMeHTaJII>Haﬂ 4acTb

UK-cexkTpsl COEOIWHEHUM 3aperucTpUpOBaHbl HAa  CIEKTPOMETpE
“Nicolet Avatar 330” B BazemuHOBOM Macie. Crektpsl IMP ‘H momyuersr
Ha npubdope Varian “Mercury 300” ¢ paboueii gactoroit 300 My B pacTBO-
pe IMCO-ds. Xumuueckue caBurd B crekrpax SIMP 'H MPUBEACHBI OTHO-
CUTENBbHO cHUrHana BHyTpeHHero cranaapra — TMC. Konrpons 3a xomom
peakiuii ¥ ONpe/IesICHHe YUCTOTHI MOTYYSHHBIX COSAMHEHHN OCYIIIECTBIICHBI
meromoM TCX (Ha mmactunkax “AlugramXtraSILG/UV)” B cucteme pact-
BopHTeJeH OeH30I—MeTaHou, S5:2, npossieHue — Y@ nyun. TemnepaTypsr
[UIABJICHHS ONPEIeIeHbl Ha MUKPOCTOUKe “Boetius”.

Oxkca3osoubl 1-6 ¢ IK30UMKINYECKON ABOWHOM CBSI3bIO MOIYYEHBI IO
merony [18].

Anminasl N-3amemeHHbIX o,3-1eruapoamunokuciaor (11-13, 16-
21). K pactBopy 6 mmonei nenacoiennoro 5(4H)-okcaszonona B 10 mz 31u-
janeraTta A00aBsuM 6 MMmonel aMUHA U KUISITUIM ¢ OOpaTHBIM XOJIOANIb-
HUKOM B TedeHue 60-120 mun. [lanee xk peakunoHHol cMmecu n106aBsn S0
M 3hupa, 00pa30BaBLIMICSA 0CATOK OT(HUIBTPOBBIBAIIH, CYIIMIN HA BO3IyXe
U NepeKpUCTAIUIN30BbIBAIM U3 50% 3TaHona.

Anminyx  N-Oenzomi-o,B-neruapodenniananuna (11). I[Ipomomxu-
TeNbHOCTh peakuuu 60 mun, Boixom 81%, 1. i 257-258°C, R{0.80. UK-
criexTp, v, vt 1648 (C=0 amuzusiii), 3274 (NH). Crextp SIMP 'H, 8, m.
a.: 7.00-7.06 m (1H, Ar), 7.10 ¢ (1H, C=CH), 7.25-7.40 m, (5H, Ar), 7.44-
7.58 m (3H, Ar), 7.61-7.66 m (2H, Ar), 7.74-7.79 m (2H, Ar), 8.04-8.10 m
(2H, Ar), 9.97 yu. ¢ (1H, NH), 10.07 ¢ (1H, NH). Haiigeno, %: C 77.46; H
5.70; N 8.03. Cz,H18N,0, Brruucneno, %: C 77.18; H 5.30; N 8.18.

4-Metoxkcuanuaua  N-Oenzomin-o,B-germapopenmnananuna  (12).
[MpomosmwkurensHOCTh peakimu 90 mun, Beixom 91%, T. wi. 210-213°C, R
0.70. MIK-criektp, v, cm'™: 1645 (C=0 amumnsiit), 3274 (NH). Crnekrp SIMP
'H, 8, m. 1.: 3.78 ¢ (3H, OCH3), 6.79-6.84 M (2H, CgHy), 7.10 ym. ¢ (1H,
C=CH), 7.24-7.38 m (3H, Ar), 7.43-7.56 m (3H, Ar), 7.59-7.68 m (4H, Ar),
8.03-8.08 m (2H, Ar), 9.89 ¢ (1H, NH), 9.90 ym. ¢ (1H, NH). Haiineno, %:
C 74.33; H5.26; N 7.73. Cy,3H,N,O3 Brraucieno, %: C 74.18; H 5.41; N
7.52.

4-Bpomanunaun N-6enzomi-o,B-geruapopenunnananuna (13). Ilpo-
JOJDKMTEIILHOCTD Peakimu 25 mun, BuIxon 75%, T. . 245-248°C, R¢ 0.51.
UK-cniektp, v, cv™: 1641 (C=0 amuausiit), 3236 (NH). Crexktp SIMP 'H, 3,
M. 1.: 7.06 ¢ (1H, =CH), 7.26-7.42 m (5H), 7.43-7.57 m (3H), 7.60-7.65 m
(2H), 7.72-7.77 m (2H), 8.03-8.08 m (2H, Ar-H), 9.98 yu. ¢ (1H, NH), 10.24
ym. ¢ (1H, NH). Haiineno, %: C 62.88; H 4.29; Br 19.16; N 6.47.
C»,H17N>O,Br Brruncneno, %: C 62.72; H 4.07; Br 18.97; N 6.65.

N-Ben3zoni-o,B-aernapode HIIIATAHNI--AMHHOOEH30iiHASI KHCJI0TA
(14). Cunres ocymectsien cormacuo [9]. Beixox 85%, 1. . 214-217°C, Ry

167



0.31. UK-criextp, v, cm'': 1693 (C=0 amuzmubiit), 3303 u 3383 (NH). Criektp
SMP 'H, 8, M a.: 7.09 yur. ¢ (1H, C=CH), 7.26-7.40 m (3H, Ar), 7.44-7.57 m
(3H, Ar), 7.61-7.66 m (2H, Ar), 7.84-7.94 m (4H, CgH,), 8.03-8.09 m (2H,
Ar), 10.00 ¢ (1H, NH), 10.37 ¢ (1H, NH), 12.23 w (1H, COOH). Haiineno,
%: C 71.64; H 4.81; N 7.46. Cy3H13N,0,, Beruucneno, %: C 71.49; H 4.69;
N 7.25.

OtuinoBblii 3pup N-GeH3omiI-o,B-AernapodeHIIATAHNI-T AMHHO-
OeH3oitHOl KucaoThl (15). Cunte3 ocyuectBieH coryiacHo [9]. Beixop
82%, T. 1. 204-207°C, R;0.42. UK-criektp, v, cv™: 1642 (C=0 amumHblii),
3255 (NH). Crextp SIMP *H, 8, m. 1., I'y: 1.41  (3H, J= 7.1, CHy), 4.33
(2H, J=7.1, OCHy), 7.08 ym. ¢ (1H, C=CH), 7.27-7.40 m (3H, Ar), 7.44-7.57
M (3H, Ar), 7.62-7.67 m (2H, Ar), 7.87-7.95 m (4H, CgH,), 8.04-8.09 M (2H,
Ar), 10.02 ¢ (1H, NH), 10.43 ¢ (1H, NH). Haiineno, %: C 72.13; H 5.61; N.
6.84. Cy5H,,N20, Beruncneno, %: C 72.45; H 5.35; N 6.76.

Bemsunamua N-6enzomin-a,B-gernapopennnananuna (16) nonyueH
IIpY KOMAaTHOM Temmeparype. [IponoikuTensHOCTh peakuuu 24 u, BBIXOA
86%, . . 177-180°C, R;0.48. UK-crektp, v, en’t: 1639 (C=0 amuamsbIii),
3265 (NH). Cnektp SIMP H, 8, m. 1., T'y: 445 n (2H, J= 6.1, CH,), 7.16-
7.38 m (8H, Ar), 7.20 ¢ (1H, CH=C), 7.43-7.59 m (5H, Ar), 8.02-8.08 m (2H,
Ar), 8.45 1 (1H, J=6.1, NHCH,), 9.76 ¢ (1H, NH). Haiineno, %: C 77.24; H
5.49; N 7.93. Cy3H5N»O, Beraucneno, %: C 77.51; H 5.66; N 7.86.

Anuna N-6enzomwii-O-metwii-o,B-nermaporuposuna (17). Ilpomon-
KHUTEIBHOCTh peakuuu 90 mun, Beixon 83%, T. . 273-275°C, R{0.73. K-
criextp, v, eyt 1646 (C=0 amumausiit), 3250 (NH). Crextp SIMP 'H, §, m.
a.: 3.81 ¢ (3H, OCHj3), 6.86-6.91 m (2H, CgH,4), 6.98-7.04 m (1H, Ar), 7.10
ymr. ¢ (1H, C=CH), 7.23-7.29 m (2H, Ar), 7.44-7.56 m (3H, Ar), 7.56-7.61 m
(2H, CgHy), 7.72-7.76 m (2H, Ar), 8.05-8.10 m (2H, Ar), 9.87 ym. ¢ (1H,
NH), 9.95 ¢ (1H, NH). Haiineno, %: C 74.43; H 5.11; N 7.73. CyH»N,03,
Beruucieno, %: C 74.18; H 5.41; N 7.52.

4-Metokcuanuaua-N-oenzounn-O-metwi-o,3-gernaporuposuna (18).
[MpomosmwkurensHOCTh peakimu 30 mun, Boixom 61%, T. wi. 234-237°C, R
0.41. UK-criextp, v, cv™: 1646 (C=0 amumusiit), 3214 (NH). Crextp SIMP
'H, 8, m. 1.: 3.77 ¢ (3H, OCHs3), 3.80 ¢ (3H, OCH), 6.77-6.82 M (2H, CgH,),
6.84-6.89 m (1H, C¢Hy), 7.11 ¢ (1H, C=CH), 7.44-7.53 m (3H, C¢Hs), 7.54-
7.59 m (2H, CgHy), 7.60-7.65 m (2H, CgH,4), 8.03-8.08 M (2H, opmo-CgHs),
9.77 yu. ¢ (1H, NH), 9.80 yur. ¢ (1H, NH). Haiineno, %: C 71.94; H 5.29; N
7.15. Cy4H25N»O4 Beruucaeno, %: C 71.63; H 5.51; N 6.96.

4-Bpomannaua-N-6en3omi-O-MeTWI-o, 3-1ernIpoTHPO3NHA (19).
ITpo0KUTENLHOCTD peakimu 45 mun, Boixon 74%, T. mi. 230-232°C, R
0.36. UK-criextp, v, cv™: 1640 (C=0 amumusiit), 3241 (NH). Crextp SIMP
'H, 8, m. 1.: 3.81 ¢ (3H, OCHj), 6.86-6.91 M (2H, CsH4sOMe), 7.06 ¢ (1H,
C=CH), 7.36-7.41 m (2H, CgH4Br), 7.44-7.56 m (3H, mema, napa-CgHs),
7.56-7.61 m (2H, C¢H,OMe), 7.70-7.75 m (2H, C¢H,4Br), 8.04-8.09 m (2H,
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opmo-CgHs), 9.90 ymr. ¢ (1H, NH), 10.14 yur. ¢ (1H, NH). Haiineno, %: C
61.44; H 4.49; Br 17.96; N 6.03. Cx3H19N,O3Br Beruncneno, %: C 61.21; H
4.24,Br17.70; N 6.21

Anuinpx N-6enzomnin-4-opom-o,3-geruapopennnananuna (20). Ipo-
TOJDKHTENLHOCTD peakimu 20 mun, Boixom 87%, T. . 270-273°C, Ry 0.45.
UK-crextp, v, eu™: 1645 (C=0 amuanerii), 3251 (NH). Criexrp SIMP H, §,
M. 11.: 6.97-7.03 M (1H, napa-CgHs), 7.03 ¢ (1H, =CH), 7.21-7.29 m (2H, me-
ma-CgHs), 7.42-7.56 m (7H, Ar), 7.70-7.75 m (2H, opmo-Ar), 8.00-8.05 m
(2H, opmo-Ar), 9.93 ym. ¢ (1H, NH), 10.06 ymur. ¢ (1H, NH). Haiineno, %: C
62.98; H 4.26; Br 19.27; N 6.43. C2,H17N,0O,Br Brruucneno, %: C 62.72; H
4.07; Br 18.97; N 6.65.

Anuinyx 4-meroxkcudenzon-o,B-neruapodenuaanannna (21). Ilpo-
JIOJDKUTENLHOCTh peakuuu 120 mun, Beixon 88%, 1. mn.220-223°C, Ry 0.56.
UK-crextp, v, en™: 1669 (C=0 amuanerii), 3230 (NH). Crexrp SIMP H, 8§,
M. 1.: 3.87 ¢ (3H, OCHj3), 6.94-6.99 m (2H, CgH,), 6.99-7.04 m (1H, Ar),
7.05 ymr. ¢ (1H, C=CH), 7.23-7.38 m (5H, Ar), 7.59-7.64 m (2H, Ar), 7.71-
7.76 m (2H, Ar), 7.99-8.04 m (2H, CgH,4), 9.78 ¢ (1H, NH), 10.01 ¢ (1H,
NH). Haiineno, %: C 74.36; H 5.12; N 7.80. Cy3H20N203, Beruucneno, %: C
74.18; H 5.41; N 7.52.

Anung 4-opomoeH3on-o,B-neruapodenniaananuna (22). I[Iponon-
KHUTEIBHOCTh peakuuu 25 mun, Beixox 72%, 1. mwn.237-240°C, Rf 0.32. UK-
criextp, v, eyt 1640 (C=0 amuausiit), 3200 (NH). Crextp SIMP 'H, §, m.
a.: 7.00-7.06 m (1H, napa-CgHs), 7.05 ¢ (1H, =CH), 7.24-7.31 m (2H, mema-
C¢Hs), 7.44-7.58 m (7TH, Ar), 7.72-7.77 m (2H, Ar), 8.01-8.07 m (2H, Ar),
9.97 ym. ¢ (1H, NH), 10.10 yur. ¢ (1H, NH). Haiineno, %: C 62.53; H 4.33;
Br 19,21; N 6.47. C»H7BrN,O,. Brruncneno, %: C 62.72; H 4.07; Br 18.97;
N 6.65.

1,2,4-Tpuzameniennbie UMUAa30a-5-0ubl. A) K pactBopy 2 mmorneti
HeHaceieHHoro 5(4H)-okcazonona B 10 mr IM®DA nobamnsiu 2 mmons
amuna, 0.65 2 (0.76 mn, 6 mmonerr) TMXC u 0.20 2 (0.30 rz, 2 mmonst) Tpu-
STHJIAMUHA W KHUISTHIA C OOpaTHBIM XOJOJWJIBHUKOM B Teuenue 40-
120 mun. Tlocne oxyaxaACHUs K peaKIMOHHOW cMecH 100aBisin 90 mn BO-
IIbl, OCTABIISUIM Ha 3 4, 00pa30BaBIIMICS O0CAIOK OTUIBTPOBBIBAIH U CYIIH-
T Ha BO3JTyXe.

b) K pactBopy 3 mmoneri anunuga B 10 mr MDA nobasnsiu 1.45 2
(1.85 mn, 9 mmoneir) TMJAC u KUOSATHIKA ¢ OOPATHBIM XOJIOHUIBHUKOM B Te-
gerne 20-150 mun. Tloce oxnaxaeHns K peaKMOHHONW cMecH T00aBIIsIH
pa30aBiIeHHBIN pacTBOp CoJsTHOU KucaoThl 10 pH 2, octaBinsiiu Ha 3 u, oOpa-
30BaBIIMICS 0CaJ0K OT(PUIBTPOBBIBAIM U CYLIMIIA Ha BO3AyXE.

B) K pactBopy 2 mmoneii nenacsiiennoro 5(4H)-okcazomnona B 10 mx
JAM®A noGaBnsiiu 2 mMmosis aMAHA, KUTISITHIA ¢ 00paTHBIM XOJIOIUILHUKOM
B Teuenue 15-45 mun, 3atem no6asmsum 0.96 2 (1.27 ma, 6 mmonerr) TMJIC
U TpoJIoJKaIy KumstueHne emie B reuenue 15-30 mun. [locne oxmaxaeHus K
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PEaKIIMOHHON CMeCH JT0OABIISIIH Pa30aBICHHBIA PACTBOP COJISTHOW KHCIOTHI
1o pH 2, octaBisiim Ha 3 u, 0Opa30BaBIIMICS 0CaJOK OT(HUIBTPOBBIBATIN U
CYIIMJIM Ha BO3JyXe€.

(2)-5-Bensmmnen-3,2-qudenni-3,5-muruapo-4 H-umuia3oui-4-oxn
(23). A) Iponomxutenprocts peakitnu 40 ymun, Boixon 65%. B2). Ipomon-
XKUTEIbHOCTh peakuuu 20 mun, Berxoa 93%. B). [IpogomkuTenbHOCTh peak-
un 40 (20+20) mun, Beixon 84%. T. mi. 190-193°C, R;0.82. UK-cnektp, v,
et 1717 (C=O-mukin). Crekrp SIMP *H, &, m. x.: 7.16-7.21 M (2H, Ar),
7.20 yur. ¢ (1H, C=CH), 7.30-7.48 m (9H, Ar), 7.52-7.57 m (2H, Ar), 8.27-
8.32 m (2H, Ar). Haiineno, %: C 81.63; H 4.77; N 8.47. CyH16N,0. Boruuc-
neno, %: C 81.46; H 4.97; N 8.63.

(2)-5-Bensmwmmnen-3-(4-merokcupenmn)-2-penna-3,5-quruapo-4H-
umMuaazosi-4-ou (24). A) IlpopomxkurensHOCTh peakiuu 60 Mmun, BBIXOJ
67%. B2). IlponomwkurensHocTh peakiuu 30 mun, Boixon 84%., 1. . 187-
190°C, R¢ 0.62. UK-crekTp, Vv, et 1721 (C=O-1uxi). Crextp AMP H, 8,
M. 1.: 3.84 ¢ (3H, OCHj3), 6.92-6.98 m (2H, CgHy), 7.07-7.12 m (2H, CgH,),
7.17 ymi. ¢ (1H, C=CH), 7.32-7.48 m (6H, Ar), 7.56-7.61 m (2H, Ar), 8.26-
8.31 m (2H, Ar). Hatineno, %: C 78.17; H 5.36; N 7.64. C,3H13N2O,, Borumc-
neno, %: C 77.95; H 5.12; N 7.90.

(2)-5-Bensmwimnen-3-(4-6pompennn)-2-penni-3,5-qnuruapo-4 H-
umMuaazosi-4-ou (25). A) IlpomomkurensHOCTh peakiuu 60 Mmun, BBIXOJ
65%. B2). IIponomkutensuocts peakuuu 40 mun, Beixon 94%, B). Ilponoin-
®uTebHOCTh peaktmu 40 (20+20) mun, Boixox 89%. T. . 192-195°C, R¢
0.78. UK-criextp, v, cm™: 1733 (C=O-mmkin). Crnekrp SIMP 'H, §, m. 1.
7.10-7.15 m (2H, C¢H4Br), 7.21 ¢ (1H, C=CH), 7.35-7.51 m (6H, Ar), 7.54-
7.60 m (4H, Ar), 8.26-8.31 m (2H, Ar). Haiineno, %: C 65.73; H 3.81; Br
20.02; N 6.71. CxHi5N,0Br, Beruncneno, %: C 65.52; H 3.75; Br 19.81; N
6.95.

(2)-4-(4-Ben3nauaeH-5-okco-2-penna-4,5-nuruapo-1H-umuaazon-1-
wi)0en3oiinasi kucjaora (26). b2) IIpomomxurensHOCTh peakuuu 25 MuH,
Beixox 91%. T. mr. 295-296°C, Rf 0.41. UK-cnextp, v, cm’': 1723 (C=0-
k). Cnextp AMP H, 8, M. m: 7.23 ymi. ¢ (1H, C=CH), 7.23-7.28 m (2H,
CeHy), 7.33-7.50 m (6H, Ar), 7.53-7.57 m (2H, Ar), 8.02-8.06 m (2H, CgsH,),
8.27-8.32 m (2H, Ar), 12.54 w1 (1H, COOH). Haiineno, %: C 74.61; H 4.55;
N 7.83. Cy3H16N»,O3 Brruncaeno, %: C 74.99; H 4.38; N 7.60.

OtuioBblii 3¢up (Z)-4-(4-0en3naumen-5-okco-2-peHni-4,5-murua-
po-1H-umuaa3zon-1-un)doensoiinoii kucaorol (27). A) Ilpomomxurens-
HOCTh peakuuu 60 mun, Boixon 71%. b2) IlponomkuTenbHOCT peakuu 25
mun, Bbixon 83%. T.mr 165-167°C, Rf 0.85. UK-cmektp, v, e 1709
(C=O-tmkn). Crextp SIMP *H, §, m.z1., I'y: 1.40 T (3H, J=7.1, CH3), 4.36 «
(2H, J=7.1, OCH,), 7.23 ym. ¢ (1H, C=CH), 7.26-7.30 m (2H, C¢Hy,), 7.33-
7.51 m (6H, Ar), 7.52-7.57 m (2H, Ar), 8.03-8.07 m (2H, CgH,), 8.27-8.32 m
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(2H, Ar). Haiineno, %: C 75.93; H 5.26; N 6.95. CsH20N,O3 Berumcieno,
%: C 75.74; H5.09; N 7.07.
(2)-3-ben3un-5-0en3uimnaen-2-penna-3,5-muruapo-4 H-umunazoJn-4-
oH (28). B2) [IponomxkurenbHOCTh peakuuu 15 mun, Beixon 80%, B). IIpo-
nomkuteibHOCTh peakuuu 30 (15+15) mun, Beixon 78%. T. mn. 147-149°C,
Rf 0.91. UK-cnektp, v, en’t: 1716 (C=O-1ukn). Cuexrp SIMP H, 8, ™. 1.
4.95 ¢ (2H, CH,), 7.09-7.14 m (2H, Ar), 7.19 ¢ (1H, C=CH), 7.21-7.31 m
(3H, Ar), 7.35-7.56 m (6H, Ar), 7.67-7.72 m (2H, Ar), 8.23-8.28 m (2H, Ar).
Haiineno, %: C 81.85; H 5.61; N 8.02. Cx3H;sN,O. Beruucneno, %: C 81.63;
H 5.36; N 8.28.
(2)-5-(4-MeTtokcuden3nnnaen)-2,3-nudeHuni-3,5-muruapo-4 H-umu-
na3oj-4-on (29). A) IlponomxkurensHocTh peakiuu 100 mun, Beixoa 57%.
B2) [IponomxurensHocTs peakuuu 45 mun, Beixon 89%. B) IIponomxurens-
HOCTh peakiuu 75 (45+30) mun, Boixox 86%. T. i 160-163°C, Rf 0.90.
UK-crextp, v, e 1713 (C=O-mmkin). Crextp SIMP 'H, &, m. 1. 3.88 ¢
(3H, OCHj3), 6.96-7.01 m (2H, CgH,4), 7.15-7.19 M (2H, Ar), 7.17 ym. ¢ (1H,
C=CH), 7.29-7.47 m (6H, Ar), 7.50-7.55 m (2H, Ar), 8.25-8.30 m (2H, CgH,).
Haitineno, %: C 77.69; H 5.34; N 7.55. Cy3HigN,O, Brruancneno, %: C
77.95; H5.12; N 7.90.
(2)-5-(4-MetoxcubdensmnnaeH)-3-(4-merokcudeHui)-2-penni-3,5-
auruapo-4H-umunazon-4-ou (30). b2) IpoxomkurensHocts peakuuu 150
mun, Beixox 83%. T. mn. 195-198°C, R 0.84. UK-cmektp, v, ent: 1710
(C=O-mux). Crextp SIMP 'H, §, m. 1.: 3.84 ¢ (3H, OCHs) 3.88 ¢ (3H,
OCHpg), 6.91-7.00 m (4H, C¢H,OMe), 7.05-7.10 m (2H, Cs¢H,OMe), 7.14 ¢
(1H, C=CH), 7.30-7.36 m (2H, mema-CgHs), 7.40-7.46 m (2H, napa-CgHs),
7.54-7.58 m (2H, opmo-C¢Hs), 8.24-8.29 m (2H, C¢H,OMe). Haiineno, %: C
75.23; H 5.60; N 7.03. C34H2oN,03 Beruucneno, %: C 74.98; H 5.24; N 7.29.
(2)-3-(4-Bpomdpenn)-5-(4-MmeTokcudeH3MINAEH)-2-heHna-3,5-1H-
ruapo-4H-umupnason-4-ou (31). b2) IlponomxkutensHocts peakuuu S0 mum,
Beixox 52%. T. mn. 190-193°C, R¢ 0.51. UK-cmekTp, v, et 1716 (C=0-
uki). Crextp SIMP H, 8, m. 1:3.88¢C (3H, OCHa) 6.96-7.01 m (2H,
C¢H,OMe), 7.08-7.13 m (2H, CsH4Br), 7.18 ¢ (1H, C=CH), 7.33-7.40 m (2H,
Ar), 7.43-7.49 m (1H, napa-Cg¢Hs), 7.52-7.58 m (4H, Ar), 8.24-8.29 m (2H,
Ar). Haiineno, %: C 63.91; H 3.75; Br 18.59; N 6.71. C,3H;7N,O,Br Beruric-
neno, %: C 63.75; H 3.96; Br 18.44; N 6.46.
(2)-3-ben3ui-5-(4-merokcuéen3minaeH)-2-penni-3,5-muruapo-4 H-
umuaaso-4-ou (32). B) IlpomomkurensHocTh peakmuu 75 (45+30) mun,
BBIXOZ 48%. T. mn. 150-152°C, R¢ 0.76. UK-cmektp, v, cu™ : 1709 (C=0-
k). Crextp IMP *H, 8, m. 0. 3.86 ¢ (3H, OCHs), 4.93 ¢ (2H, CHy),
6.92-6.97 m (2H, CgH,), 7.08-7.13 m (2H, opmo-Cg¢Hs), 7.16 ¢ (1H, C=CH),
7.18-7.31 m (3H, C¢Hs), 7.41-7.54 m (3H, CgHs), 7.65-7.70 m (2H, opmo-
C¢Hs), 8.21-8.26 m (2H, C¢H,4). Haiineno, %: C 78.41; H 5.63; N 7.35.
Cy4H20N>O, Brraucieno, %: C 78.24; H5.47; N 7.60.
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(2)-5-(4-Bpomoensumnaen)-2,3-nudeHuii-3,5-quruapo-4H-umua-
30J1-4-0H (33). A) IIpomomxurensHocTh peakiuu 40 mun, Boixon 52%. b2)
IMpomosmkurensHocTh peakuuu 30 mun, Boixox 79%. T. mmr. 188-191°C, R¢
0.76. UK-criektp, v, e 1724 (C=0-mmxn).Criektp SIMP *H, 8, m. 0. 7.16-
7.20 m (2H, Ar), 7.18 ¢ (1H, =CH), 7.30-7.37 m (2H, Ar), 7.40-7.49 m (4H,
Ar), 7.51-7.61 m (4H, Ar), 8.21-8.26 m (2H, Ar). Haiineno, %: C 65.79; H
3.64; Br 20.03; N 6.68. Cz,H15BrN,O. Beruucieno, %: C 65.52; H 3.75; Br
19.81; N 6.95.

(2)-5-Bensmwmnen-2-(4-merokcudenmn)-3-penna-3,5-quruapo-4H-
umuaazos-4-ou (34). A) IlpomomkurensHocTh peakiuu 120 mun, BBIXOJ
64% , B2) IIponomwkutenbHOCTh peakiuu SO mun, Beixon 89%. T. . 180-
183°C, Ry 0.81. UK-crektp, v, cm™': 1714 (C=O-uukn). Crextp SIMP *H, §,
M. 1.: 3.88 ¢ (3H, OCHj3) 6.96-7.01 m (2H, CgHy), 7.15-7.19 m (2H, Ar), 7.17
yur. ¢ (1H, C=CH), 7.29-7.47 m (6H, Ar), 7.50-7.55 m (2H, Ar), 8.25-8.30 m
(2H, C¢H,). Haiineno, %: C 77.63; H 5.34; N 7.72. C,3H1sN,O,, Beruucneno,
%: C 77.95; H5.12; N 7.90.

(2)-5-Benzmwimnnen-2-(4-6pomdennn)-3-penni-3,5-nuruapo-4 H-
umuaaso-4-on (35). A) IlpopomxurtensHOCTh peakuuu 40 muwH, BBIXOI
64%. B2) IlpomomkuTtenbHOCTh peakuuu 25 mun, Berxog 90%. T. mi. 254-
257°C, R¢ 0.51. UK-cmiektp, v, et 1724 (C=0-uukn). Crexktp SIMP H, s,
M. 0. 7.15-7.20 m (2H, Ar), 7.18 ¢ (1H, =CH), 7.30-7.37 m (2H, Ar), 7.40-
7.49 m (4H, Ar), 7.51-7.61 m (4H, Ar), 8.20-8.25 m (2H, Ar). Haiineno, %: C
65.81; H 3.55; Br 20.04; N 7.21. C5,H;i5N,OBr, Beruucneno, %: C 65.52; H
3.75; Br 19.81; N 6.95.

(2)-3-Bensui-5-6en3mnaen-2-(3-uurpodennn)-3,5-nuruapo-4 H-
umuaaso-4-ou (36). B) IlpoxpomkurensHocTs peakuuu 25 (10+15) mun,
Beixox 83%. T. . 180-183°C, Rf 0.85. UK-cmektp, v, em™: 1717 (C=0-
k). Crexktp SIMP H, 8, m. 1., I'y: 5.00 ¢ (2H, CH,), 7.11c (1H, CH=C),
7.15 ¢ (1H, Ar), 7.22-7.31 m (4H, Ar), 7.40-7.48 m (3H, Ar), 7.74 a1 1 (1H,
J=8.2, J=7.8, 5-HC¢H,), 8.13 1 n n (1H, J=7.8, J=1.6, J=1.1, C¢H,), 8.23-
8.28 M (2H, CgHs), 8.36 o (1H, J=8.2, J=2.2, J=1.1, C¢H,), 8.48 o 1 (1H,
J=2.2,J=1.6, 2-HCsH,). Haiineno, %: C 72.38; H 4.11; N 11.29. C»3H;7N30s3.
Brrancieno, %: C 72.05; H 4.47; N 10.96.

OnpeniejieHne aHTHXOJIUHICTEPA3HBIX cBOCTB coenmHennii (11-36).
AHTHXOJMHICTEPa3HbIE CBOMCTBA CHHTE3UPOBAHHBIX COCAMHEHHH OMpere-
JISUTK C IPUMEHEHHEM METo/1a, OnucanHoro B padore [19]. B uccnenoBanmsix
npuMeHsn dputpormtapayro AX0O u miazmennyro byXD genoseka. M3me-
peHHs TIPOBOAWINCH B TEPMOCTATUPYEMOH sYelKe CIeKTpodoToMeTpa
“Specord UV-Vis” nipu 412 wu. B ombiTax peakiioHHas cpenia B 2.5 mi Ko-
HEYHOTro 00beMa coJiepKala peareHThl B CISAYIOIINX KOJIMYECTBAX: JUCTUII-
nmupoBanHas Boga — 1.25 mz, ¢ocdatusrit 6ydep 0.1M — 1 mz, pH 7.6+0.1,
5,5"-nutnobuc-(2-uurpodensoitnas kucnora) (JATHB) 0.005M — 0.02 i,
anermtnoxoiut (ATX) 0.005 M — 0.005 mz, cooTBeTCTBYIOIHIA (hEPMEHT —
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0.01 mz n uccnenyemoe BemectBo 0.01 M (B IMCO) — 0.02 . 111 KOHT-
POJIBHBIX ONBITOB pacTBOp, coaepxkamuii pepment u JATHDB, nakyOuposanu
10 mun mipu 25°C, u3Mepsui MOTIIONIEHHE, MTocie 9ero nodasmsm ATX u
cmech uHKyOupoBanus 20 mun npu 25°C ¥ MOBTOPHO M3MEPSUIU TOTJIOIIE-
HUE pacTBopa. TeCTOBbIE OMBITHI MPOBOAMIM AHAJIOTHMYHO, U3HAYAJIBLHO B
NPUCYTCTBUHM HCCIIEIyeMOro COeAMHEHHs. VHruOupyromym akTHUBHOCTh
COCTMHCHMSI OTIPEACIISIIN CIIeIyIonieH (opMyIoi:

KOHT — TECT
unruduposanue, % = ———  — x100,

KOHT
1€ KOHTPOJIb — pa3HULIA NOTJIOIIEHNUH ABYX U3MEPEHUH KOHTPOJIBHOTO OIIbI-
Ta; TECT — Pa3HULA TIOIVIOIIEHUH IBYX U3MEPEHUI TECTOBOTO OIBITA.
3Ha4yeHUs1 KOHLEHTpalUid HEeKOoTOphIXx aMuaoB N-3aMemieHHbIX o,f-ae-
THIPOAMHHOKHCIIOT U 4-UMHIa30JI0HOB, HHTHOMPYIOIIUE XOIMHICTEpa3bl HA
50% (ICsp9), omipenesiensl o meroay [18].

Mounekyasipabie Moaeau. s co3nanus MosiekyssipHbix 3D moneneit
UCCIIeyeMbIX cOoequHeHHH Oblia ucrojib3oBana mporpamma MarvinSketch
Bepcun 15.2.2.0 [20]. ITpocTpaHCTBEHHAS ONTHMH3ALNSA MOJAEICH POBOIH-
nack ¢ yyeroM cuMmMeTpun Cyyy koabua [21]. g HopManuzanuu 1 cTabuiIm-
3aruu 3D cTpykTyp ObLT Mcmob30BaH nporpammusiil maker UCSF Chimera
[22]. Insilico mporHo3 OHMOJIOTHYECKOH aKTMBHOCTH, Ha OCHOBE aHAJM3a
CTPYKTYpa—aKTUBHOCTb, IPOBOAMIM C IOMOIIBIO OHJAMH IUIATHOPMBI
Passonline [23].

Mounekynsipasie Moaenu MoHoMepoB AXD u byXD Oblnu B34THI U3 OaH-
ka naHHeIXx RCSB ¢ unentudukanmonnsiMu Homepamu [PDBID:4APQE] u
[PDBID:1P0I], cooTBeTcTBeHHO [24].

JlokuHr-ananu3. Jlyisg npoBeeHHs] JOKUHI-aHalIM3a HCHOJIb30BAIM
nporpamMubie maketbl AutoDock Vina u AutoDock Tools [25]. Jdokunr-
aHaJIM3 TPOBOAMIICS C MCIIONIB30BaHHMEM Merona “‘ciernoil crmoco6”. Cra-
TUCTUYECKAs] JIOCTOBEPHOCTh PE3yJIbTaTOB JIOKMHIa obOecneunBaiach 10-
KpaTHOH MOBTOPsieMOCThI0 20 HaYaIbHBIX KOH(POPMALUH, TS KaXKJOT0 Coe-
JTMHEHUS C pa3MepaMu BHPTyasbHOTO Ookca 60x70x54 u 0O6beMOM mpocT-
PaHCTBEHHOTO TIOWCKa, He mpeBbimatonmm 27000 A®. 3nauenue KOHTUHYMa
ncuucienuit pasao 500.

Kondopmanuonnbiii ananau3. /{151 BbISBICHNA TUIIOB CBSI3BIBAHUS NIPU
KOMIUTEKCO0Opa3oBaHUM HccienyeMbix coenuHernii ¢ AXD u byXD wuc-
nonb3oBangack nporpamma LigPlotplus Bepcun v.2.1. [lanHas mporpamMma
NPUMEHSIEeTCS Ul aHAJIN3a M BU3YaJIM3allii BOJOPOIHBIX W/MiK TUAPO(OO-
HBIX THITOB B3aUMO/ICHCTBUI MEK/1y JIUTAHIOM U MHUIICHBIO [26].

CraTucTHYecKHui aHaJIu3 pe3yJbTaroB. KiacTepHblil aHain3 mosy-
YEHHBIX MPOCTPAHCTBEHHBIX M HHEPTeTHUECKUX 3HAYEHUH KOMILIEKCO0Opa-
30BaHUS JIMTAH/I-MHIICHb MPOBOAMICS METOAOM K-cpemHux ¢ MCronb30Ba-

HUeM oHJaitH uHctpymenra ClastVis [27].
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CraTUCTHUECKUI aHAINU3 pe3yJIbTaTOB MCCIENIOBAaHUS MPOBOJAMICS Ha
OCHOBE KOMIUIEKCHOTO NPHUMEHEHUs CTaHAAPTHBIX CTAaTHCTHYECKUX METO-
JIOB, BKJIFOYAIOIINX BBYHCICHUS CTAHJAPTHBIX OTKJIOHECHUH, CPETHAX 3HAa4Ye-
HUH, CTaHAAPTHBIX CPEAHUX OLIHOOK.

UPLPLUS LN UGELSLELP OG-SUGN OUUUR 1,2,4-60-SEVUGULILUO
5-pUM-U2NLALULELP UPLEE2D ALNS UNSESNFULELL BU LLTLS
NUYUALPLEURELUEQUSPL WGSPUNFE-3UL NFUNFU LUEUPLAFUL

€. 0. 3-NPNF3UL, WU U, 1.U203U, L. U. NAFLUL3UL, W W SAINULLhUSTL,
L. Ju. GULUS3UL L U. S. UUuh23U'L
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SOME SYNTHESIS APPROACHES OF 1,2,4-TRISUBSTITUTED 5-
IMIDAZOLONES WITH APPLICATION OF SILILATING AGENTS
AND INVESTIGATION OF THEIR ANTICHOLINESTERASE ACTIVITY

V. O. TOPUZYAN, V. M. GHAZOYAN, L. S. HUNANYAN, A. A. HOVHANNISYAN,
L. Kh. GALSTYAN and A. T. MAKICHYAN

The Scientific technological center of organic and pharmaceutical chemistry NAS RA
26, Azatutyan Ave., Yerevan, 0014, Armenia
E-mail: vtop@web.am
Russian-Armenian (Slavonic) University
Yerevan State University

There were explored different synthesis approaches of 1,2,3-trisubstituted 5-
imidazolones by interaction of unsaturated 5(4H)-oxazolones or amides of N-substituted
o,3-dehydroamino acides with sililating agens as trimethylchlorosilane and 1,1,1,3,3,3-
hexamethyldisilazane. There was installed opportunity of synthesis of target 5-
imidazolones from unsaturated 5(4H)-oxazolones by implementation of the formation
stage of the corresponding amide and the process of its dehydratation “one pot”. There
were explored anticholinesterase properties of sinthesised amides of N-substituted o.,p-
dehydroaminoacides and corresponding 5-imidazolones by acetylcholinesterase (AChE)
and butyrylcholinesterase (BuChE). There was determined, that explored compounds
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basically show specificity to BUChE. There were given datas of docking-analysis of
some 5-imidazolones with the monomers of AChE and BuChE.
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