JKYPHAJI OBLJEH XUMHH, 2023, mom 93, Ne 10, c. 1592-1604

VIK 547.783

HOBbBIM METOJ]l CUHTE3A
2,3-APNJI-5-APUJIMIEHUMUJTA30J1-4-OHOB
C IPUMEHEHUEM N-TPUMETHUJICUINJINMUJIA3O0JIA

© 2023 . B. O. Tonyssan!, C. P. Tocynsn!, E. P. Anekcansin!, 3. A. Akonsin', H. A. Orannecsin,
A. T. Makuusin’, A. A. Illaxarynu', A. A. Oranecsn’

! Hayuno-mexuonocuueckuti yenmp opeanudeckoul u papmayesmuyeckou xumuu HayuonanvHoii

axademuu Hayk Pecnybnuxu Apmenus, np. Azamymsn 26, Epesan, 0014 Apmenus
*e-mail: ani.makichyan@rau.am

[octynuio B pepakuuto 1 arycra 2023 r.
IMocne nopadorku 13 centsiops 2023 .
TIpunsro k neyarn 15 cenrsops 2023 r.

Pa3zpaboTan HOBBIN METOJ] CHHTE3a S-apuiInAeH-2,3-au3aMeneHHbIX 4/H-nMuIa301-4-0HOB IIUKIIN3aIueH aprii-
aMu7i0B N-3aMeIIeHHBIX 0, 3-AeTHIpOaMUHOKUCIOT ¢ N-TpuMermicuininmuaazoinom (TMSIM) B numeruni-
¢dopmamune. [Iporecc ocymecTBIeH Kak KOHBEHIIMOHHBIM, TaK U MUKPOBOJHOBBIM HarpeBanueM. llene-
BOW 4-MMHU/A30JI0H CHHTE3UPOBAH TAKXKEe OJHOPEAKTOPHBIM CIIOCOOOM B3aMMOICHCTBHEM HEHACHIIIEHHOTO
5(4H)-okca3omnoHa ¢ apmiaMuaoM 1 TMSIM. U3yueHsl aHTHXONHHACTEPa3HbIE U aHTHPAAUKaIbHBIE CBOUCTBA
CHHTE3UPOBAHHBIX apUIIAMHUJIOB U 4-UMHIA30JI0HOB.
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I/IHI‘I/I6I/ITOpH XOJIMHOCTEPA3, aHTUpaJJUKaJIbHAad aKTUBHOCTb
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CrpykrypHble aHanmoru (4H)-uMumazon-4-oHOB
[mvMunazon-5(4H)-0oHOB] BCTpEYArOTCS B pa3iIud-
HBIX TPUPOAHBIX 00BekTax [1-6]. Kak mpupommnsie,
TaKk W CHHTETHYECKHE AaHaJloTH 4-MMHJa30JI0HOB
MIPOSIBIIAIOT TIHPOKUN CIEKTP OMOJOTHICCKOW aK-
tuBHOCTH [7, 8]. Kpome Toro, mMHOTHE TpeacTaBH-
TeNu S-apuiujieH-4-UMUJa30JI0HOB TPEJACTaBIIAIOT
HHTEepecC Kak (myopeciieHTHRIe coenuHenus [9]. Ha
CETOIMHSAIIHNAN JIeHb pa3paboTaHbl Pa3IUYHbIE METO-
el cuHTe3a 4-umuaasonoHos [10, 11], B ToMm ducie
C TpUMEHEHHEM TaKuX CHIMIUPYIONINX areHTOB,
Kak TpuMmetwixjopcunan [12], 1,1,1,3,3,3-rekcame-
Tunaucunasan [8, 13], nuxnopaumerwicuiad [14] u
OuCTpUMeTHICHIIIIanieTaMu [15].

Hacrosimasi pabora mocCBSIeHA W3Yy4YEHUIO BO3-
MOXHOCTH MPUMEHEHHsT N-TPUMETHICHINITAMUIA30-
na (TMSIM) nns cuaTesa 2,3-auapui-S-apuiaaeH-4-
WMHJIA30JI0HOB. B CBSI3M € 3TUM MBI UCCIEIOBAIH
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peaKiuo JAETHApaTalud aHWIUA0B N-3aMelIeHHBIX
ao,B-neruapoamuHokucior 1-16 ¢ TMSIM B JIM®DA
JIBYMsI METOJaMH: TIOJ JEeHCTBUEM KOHBEHIIMOHHO-
rO ¥ MUKPOBOJIHOBOTO HarpeBa peakMOHHOW CMecH
(cxema 1). IlomydeHHble pe3yabTaThl MPUBEICHBI B
Tabn. 1. M3 HUX cienyert, 94To CpaBHUTEIBHO BEICOKHI
BBIXON 2,3-mudeHni-5-0eH3nnuaeH-4-uMruIa30I0Ha
(96%) mabmromaeTcst Mpyu MUKPOBOJIHOBOM HarpeBa-
Huu (MW) cmecu anununa N-O€H30MII-0,3-1eTHAPO-
¢ennnananuna 1 ¢ TMSIM B cootHomenuu 1:3 mpu
140°C B teuenue 6 muH (tadm. 1, on. Ne 4). Umuna-
30510H 17 MoOy4eH Takke KOHBEKIIUOHHBIM METOJIOM
(xunsraenue B Teuenre 30 muH) ¢ Berxogom 81%. AHa-
JIOTHYHBIN pe3yabrar HaOIllomaeTcs TakkKe B cllydae
IPyTUX UMUAA3070HOB (Tabm. 1, om. Ne 5-8).

B cnexrpax SIMP 'H 4-umunazononos 17-32 npo-
TOH 3K30LUKJINYECKON JBOMHON CBSI3U IPOSIBISETCS
mpu 7.07-7.45 M. a., 9TO, IO MAaHHBIM padoTH [16],
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Cxema 1.
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R!'=R?=Ar=Ph (1, 17); R' = R?>=Ph, Ar = 4-MeOC¢H, (2, 18), 4-MeC¢H, (3, 19), 4-CICH, (4, 20),
4-MeC(0)C¢H, (5, 21), 2-madtun (6, 22), 4-NO,C¢H, (7, 23); R'= Ph, R>= 4-;PrOC¢H,,
Ar = 4-MeC(O)C¢H, (8, 24); R'= PhCH=CH, R?= Ph, Ar = 4-MeOCH,, (9, 25), 4-MeC4H, (10, 26),
4-MeC(0)C¢H, (11, 27), 4-EtCOOCGH, (12, 28), 2-nadrun (13, 29); R'=2-BrCH,, R?>= 4-NO,C¢H,,
Ar = 4-EtCOOCgH, (14, 30); R' = 3-BrC¢H,, R?>= 3,4-OCH,0C¢H;, Ar = 4-MeOCgH, (15, 31);

R!=3-BrC¢H,, R? = 4-NO,C¢H,, Ar = 4-MeC(0O)CgH, (16, 32).

CBUETEIBCTBYET O Z-KOH(UTYpAIlMH KPATHOH CBA3H.

OtmetuM, uto apunamuasl 1-16 moxydeHs! B3a-
MMOJICUCTBHEM HEHACHIEHHBIX 5(4H)-0KCa30JI0HOB
33-38 ¢ apwinamunamu 39-46 B cmecu ITHIAlES-
TaT-ykcycHas kuciora (5:1) uiam OeH301—yKcycHast

kucnora (2.5:1) npu kunsuennu B TedeHue 0.5-5 4 KHUCIIOTHOTO ocTarka [17].

Taoauua 1. Ycnosust cuHTe3a U BRIXOALI 4-UMHIa3010H0B 17-32

(cxema 2). I1pu 3Tom anmmmasl 1-16 moTydeHb! C BhI-
xonoM 41-93%. B cnekrpax SIMP 'H amumos 1-16
CHUHIJIETHBIH CHUT'HAJl MPOTOHA BUHHUJIBHON TPYIIIBI
mposiBisieTca B nHTepBajie 6.90—7.17 M. 1., 9To cBUAE-
TeIbCTBYET 0 Z-KoHpurypamun cBs3u C=CH amuHO-

N KoHBeHIIMOHHBII
No COOTHOIICHHAE MUuKpOBOJIHOBBII HarpeB Harpes
OITbITa Aprnnamun Tponyir amu. TMSIM
t,°C T, MUH BbIXOA, % | T, MuUH | BBIXOH, %

1 1 17 1:3 100 10 702 - -
2 1 17 1:1 140 10 12 - -
3 1 17 1:2 140 10 592 - -
4 1 17 1:3 140 6 96 15 81
5 2 18 1:3 140 8 95 30 83
6 3 19 1:3 140 3 96 30 75
7 4 20 1:3 140 2 97 30 88
8 5 21 1:3 140 3 97 10 70
9 6 22 1:3 140 7 97 - —
10 7 23 1:3 140 3 88 — —
11 8 24 1:3 - - - 15 96
12 9 25 1:3 - — — 30 79
13 10 26 1:3 - - - 30 76
14 11 27 1:3 - — — 30 85
15 12 28 1:3 - - - 30 79
16 13 29 1:3 - - - 10 81
17 14 30 1:3 140 6 69 - -
18 15 31 1:3 140 5 84 — —
19 16 32 1:3 140 11 65 - -

2]1o maHHBIM cnieKkTpockonuu SIMP H.
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Cxema 2.
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R'= R?= Ph (33); R!= Ph, R?= 4-iPrOC4H, (34); R' = PhCH=CH, R?= Ph (35);
R!= 2-BrC¢H,, R?>= 4-NO,C¢H, (36); R' = 3-BrC4H,, R?= 3,4-OCH,0C¢H; (37),
4-NO,C¢H;NO, (38); Ar = Ph (39), 4-MeOC4H, (40), 4-MeCgH, (41), 4-CIC4H, (42),
4-MeC(O)Cg¢H, (43), 2-nadun (44), 4-NO,C¢H, (45), 4-EtCOOC4H, (46).

Cxema 3.
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I[Ipu  B3ammopneiicTBuM  2-(heHnin-4-OeH3mnn-
JeH-5-okca3zonoHa 33 v aHWiIMHA 39 B IPUCYTCTBUU
TMSIM B coorHomeHur 1:1:4 COOTBETCTBEHHO B
AM®A nocne 1 4 KuUOSYEHUs PEaKIUOHHOU CMe-
CH BBIXOJ LENEBOr0O 2,3-mu(eHMUI-5-0eH3UIHIeH-4-
nvuaszonona 17 cocraBmi 58% (cxema 3). OdeBUIHO,
YTO B 9TOM CIIydae MpOLEecC SBISAETCS OTHOPEAKTOp-
HBIM U IIPOXOJUT Yepe3 oOpa3oBanue aHmmaa 1 u nc-
KIJIFOYAET BBIJICJICHHUE, & TAKIKE OYUCTKY IMOCIICIHETO.

[Ipu comocTaBneHNN pe3yabTaTOB Pa3TUYHBIX Me-
TOJIOB cHHTe3a 4-umupazonoHa 17 (tabm. 2) yerko
yOennuThes, YTO MPEIOKEHHBIH METOJ| MTPUMEHEHUS
TMSIM, B OCHOBHOM, NMPEBOCXOAUT paHee MPEeaJIO-
YKEHHBIE PEaKIH KaK MO BBIXOAAM, TaK U TI0 BPEMEHHU
nposegeHud U He yerynaeT I'M/IC no Tem xe napa-
MeTpaM.

HccnenoBanbl aHTUXOMMHICTEPA3HBIE W aHTHUpa-
JIUKalbHbIE CBOMCTBA apmwiamunoB 1-16 u nummmaso-
moHOB 17-32 (Tabn. 3). YcraHOBJIEHO, YTO BCE 3TH
BellecTBa 00MamaloT caaObIMH  MHTHOMPYIOIINMHU
CBOMCTBaMH I10 OTHOIICHHIO KaK K alleTHIIXOJMHD-
CTepas3e YeloBeKa, TaK U K OyTHPHIXOIMHAICTEpa3e

17

ceiBopoTku KpoBu udenoBeka (Hu BChE) u nomramu
(Eq BChE). Apunamuner 1-16 mposBISIOT aHTH-
alleTUIIXOJMHICTEPa3Hble CBOHCTBA B HMHTEpBaie
4.8-31.0%, 4-umupazononsl 17-32 — 5.3-43.6%. U3
HUX CPaBHUTEJILHO BBICOKON aHTHAIIETHUIXOJIUHICTE-
pa3Hoi akTUBHOCTHIO (43.6%) 061amaeT UMHUIA30JI0H
27. B caygsae Hu BChE cpaBHUTENBHO BBICOKMMH
MHTHOMPYIONIMMH CBOHCTBAMHU 00JIaal0T WMHUIIA30-
moH 30 (37.2%) u anerarnnua 11 (55.1%), a B ciryqae
Eq BChE — anerannmun 5 (47.1%) nu umunazonon 27
(56.1%).

HccnenoBaHbl Takke aHTUPaAUKaIbHBIE CBOMCTBA
CUHTE3UPOBaHHBIX apwiamMugoB 1-16 u 4-ummuaaszo-
moHoB 17-32 (tabn. 3). WccrmemoBaHus TPOBOIMIN
C TIOMOIIBIO WX PEaKIHUU CO CBOOOIHBIM PaJIHKAIIOM,
2,2'-nudenni-1-nmuxpunrunpasuiom (DPPH’) B cpene
MeTaHoia npu 25°C U cooTHOIIEHUHU peareHTos 1:1.
W3mMepeHuss MpOBOAMIM CIEKTPO(POTOMETPUICCKUM
METOJIOM. YCTaHOBJIEHO, YTO OOJBITMHCTBO apUIIaMU-
noB 1-16 nuIIeHB! aHTUPATUKATEHBIX CBOHCTB, TOTA
KaK y psijia MCCIEIOBaHHBIX 4-UMUIa30M0HOB 17-32
aKTUBHOCTH BapbHpOBaJach B mpenenax 3.2—42.0%.
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Tadmuua 2. Beixonsl 2,3-mudeHnn-5-0eH3mmuaeH-4-uMraa3onoHa 17 npu pa3iindHbIX METOAAX IUKIM3AlHN aHIITHAA
N-6en3omi-a,B-geruapodenunarannaa 1 wim penukim3anuu 2-¢eHmi-4-0eH3WIMAeH-5-0kcazonona 33 nox JeiicTBueM

PA3JINIHBIX PEArcHTOB

Cyocrpar Pearent Bpewms Brixon, % Ccbuika
1 Kumnsiuenue B xcuione 1349 60 [18]
1 AcOH-AcONa 44 70 [19]
1 POCl,4 54 80 [19]
1 Me;SiCl lg 80 [12]
1 (Me;Si),NH 15 mun 98 [20]
1 Al,O;, MW 2.5 MuH 94 [21]
1 MOH%“ST’ET\J;\?H“T 3 Mun 93 [21]
1 TMSIM, MW 6 MuH 96
1 TMSIM 15 muH 81

33 AcOH-AcONa 104 70 [22]
33 AcOH-AcOK 74 38 [23]
33 Al,O;, MW 3 MuH 94 [21]
33 MOHQ]‘S?Q\J;\?HHT 3.5 MuH 93 [21]
33 Mupuaun, MW 15 Mun 77 [24]
33 ZnCl, lu 60 [25]
33 Me;SiCl lg 60 [12]
33 TMSIM lg 57

N3ydensl YO cnekTpbl CUHTE3WPOBAHHBIX apHII-
amMuioB  N-3aMemeHHBIX  o,B-IeruIpoaMIHOKHC-
ot 1-16 u 2,3,5-Tpu3aMenieHHbIX 4-IMH1a30JI0HOB
17-32 (cM. JlonmomHuTeNbHBIC MaTepransl). [lpu sTom
YCTaHOBJICHO, YTO MAaKCHMYM IOTIONICHUS aHUJIH/IOB
1-16 nposBusercs npu 272—-327 um (Ige 0.28-1.69) n
218-271 um (Ige 0.29-1.71), Tor/ma KaK B ciryvae UMH-
na3onoHoB 17-32 nabmromaeTcst 6aTOXPOMHBIN CABHUT
C THUIOXPOMHBIM 3(]dekToM (MakcUMyM IOTIIOIIE-
Hus B uHTepBaie 374411 um, Ige 0.20-0.59 u 227—
295 um, lge 0.19-1.18).

Takum o0Opa3om, ycraHoBiaeHo, urto TMSIM
SIBIIICTCS.  BBICOKO3(DPEKTHBHBIM  pearcHTOM  Jist
JeruapaTanum apuUIIaMUI0B N-3amelIeHHbIX
o,B-1eTuIPOaMUHOKHUCIOT ¢ oOpa3oBaHueM 2,3-nua-
pui-5-apunuaeH3zaMenieHHbIx 4/H-1nmunaszon-4-oHoB.
CHHTE3UpPOBaHHBIC aMUJBI  O,B-IerHIPOAMHUHOKHC-
JOT U COOTBETCTByWOIIHEe UM 4H-nMunazon-4-oHbl
MPOSBIIAIOT AaHTUXOJUHACTEPA3HbIE CBOMCTBA KaK IO
OTHOIIIEHUIO K alleTHIIXOIUHAICTEpase, Tak U Oy THPHII-
XOIIMHACTEpa3e. ApWIaMuibl, B OOJBIIMHCTBE CBO-
€M, JIMUICHbl aHTUPAaJUKaJIbHBIX CBOMCTB, TOrAa Kak
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COOTBETCTBYIOIINE MUMHUIA30JI0HBI 00JIa/1al0T JaHHON
AKTHBHOCTBIO.

OKCIIEPUMEHTAJIBHAS YACTD

UK cnekrper cHumanun Ha mpubope Nicolet
Avatar 330 FT-IR B BazenmHoBOoM Maciie. CreKTpbl
SIMP 'H u '3C peructpupoBany Ha CHEKTpOMETpe
Varian Mercury 300VX Ha gactorax 300.088 ('H) u
75.465 MI'n ('3C) B IMCO-ds—CCl, (1:3). B kaue-
CTBE BHYTPEHHEIO CTaHAApPTa HCIIOJIB30BAIU OCTa-
TOYHBIE CUTHAJIBI JeHTepHUpPOBAHHOTO PACTBOPUTEISL.
YO crnekrpel cHuManu Ha crekrpodoromerpe UV-
VisCary 100 mpu KOHIICHTpalUK HCCIEAYEMBIX Be-
LIECTB B ATUJIOBOM CIIUPTE 1.5x1075 moms/in. CuHTE3
MUKpPOBOJIHOBBIM HAarpeBaHHEM OCYIIECTBIISUIN Ha
peaktope Monowave EDU c vacTtoTo Marserpo-
Ha 2455 MI'n. Jlns TCX WCIOIB30BaIM TIACTHHBI
VWR TLC Aluminium Plates-Silica F-254, snroeHT —
Oenzon—meranon (5:2), nposiBuTear — YO cBeT.
OJeMEHTHBI aHalu3 NPOBOAWIM Ha aHalIM3aTope
EuroEA3000CHNS-O.

Henacermennslie 5(4H)-okcazononsl 33—38 cunTe-
3UpOBAHBI 110 MeTOAY [26].
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Tadnuua 3. AHTHXOIWHACTEpa3Has M aHTHpaIUKaIbHas aKTHBHOCTh COeTUHEHUH 1-32
Wurubuposanue, %
CoenuHeHne
AchE Hu BChE Eq BChE DPPH®
1 4.8 14.0 8.3 0
2 154 17.8 12.8 0
3 21.2 23.4 16.5 0
4 13.5 9.3 11.9 0
5 19.2 8.5 47.1 0
6 10.0 6.7 20.2 0
7 7.0 8.0 23.0 0
8 31.1 124 36.8 8.1
9 10.7 12.3 41.3 7.9
10 15.5 10.3 12.8 7.5
11 15.5 55.1 10.1 0
12 14.6 439 12.8 0
13 13.5 19.0 36.2 0
14 9.0 15.0 21.0 0
15 16.7 6.4 1.9 4.4
16 12.0 33.6 11.4 0
17 8.9 7.0 10.0 42.0
18 19.3 6.0 9.0 43
19 5.3 8.0 13.0 15.7
20 12.5 12.0 23.0 32.0
21 7.1 8.5 4.8 14.7
22 94 9.5 14.9 0
23 8.0 29.2 13.0 0
24 154 21.0 12.3 36.2
25 9.4 15.0 9.0 13.3
26 22.2 6.6 25.7 4.5
27 43.6 20.0 56.1 12.6
28 14.8 13.1 13.8 8.0
29 17.7 15.9 19.3 3.2
30 8.0 37.2 9.0 0
31 21.0 31.0 18.1 0
32 10.0 10.6 324 0

O0masi MeToqMKA CHHTe3a apuiaamMuaoB N-3a-

MeIleHHBIX o,B-nernapoamuHokuciaor 1-16. Cy-
CrieH3MI0 1 MMOJb HEHachlmeHHOro 5(4H)-okcaszo-
smoHa 33-38 u 1 mmons apunamuaa 3946 B cMecn
oenzon—ykcycHas kucnora (5:1, 3:1 wnmm 2.5:1) kurs-
T 0.25-5 9. Ocanok oTQMIETPOBBIBAIIN U MPEKPH-
cTaimn30BbIBaH U3 50%-HOTO BOTHOTO CIIHPTA.

Anwmna  (Z)-N-6en3oun-o,f-nerugpodenuna-
aanuHa (1). PacTBopurens — sTuianeTar—yKcycHas
kuciora (5:1), Bpems peakuuu — 0.5 4. Beixog 91%,

T. L. 249-252°C (T. 1. 247-249°C [27]), R 0.69. UK
chextp, v, cM ' 1648 (CO-amun), 3275 (NH-amun).
Cnextp SIMP 'H, §, m. 1.: 6.99-7.05 m (1H, C¢Hs),
7.09 ¢ (1H, =CH), 7.24-7.39 m (5H, C¢Hs), 7.43-7.57
M (3H, C¢Hs), 7.60-7.65 m (2H, C¢Hs), 7.73-7.78 m
(2H, C¢Hs), 8.03-8.09 m (2H, C4Hs), 9.95 ¢ (1H, NH),
10.05 ¢ (1H, NH). Cnekrp SIMP'*C{'H}, 8., m. n.:
119.7 2CH=), 122.7 (2CH=), 127.7 (2CH=), 127.85
(2CH=), 127.89 (=CH), 127.90 (2CH=), 127.95
(=CH), 128.00 (2CH=), 129.3 (2CH=), 131.0 (=CH),
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131.1, 133.4 (=CH), 134.2, 139.2, 164.1, 165.7. Haii-
aeHo, %: C 77.01; H 5.41; N 8.47. C,,H 3N,0,. BrI-
yucieno, %:C 77.17; H 5.30; N 8.18.

4-MeTOKCHAHUIN (2)-N-6en3oun-o,f-neru-
apodennnananuna (2). PactBopurens — dTunamneT—
ykcycHasi kucnota (5:1), Bpems peakmmm — 0.5 d.
Beixon 79%, 1. mn. 197-200°C (. m. 200°C [28]),
R; 0.64. UK crmektp, v, cm™': 1637 (CO-amun), 3225
(NH-amun). Cnextp SIMP 'H, §, m. x.: 3.80 ¢ (3H,
OCHs;), 6.81-6.86 m (2H, CcH,0), 7.11 ¢ (1H, =CH),
7.26-7.40 m (3H, C¢Hs), 7.44-7.58 m (3H, C4Hs),
7.60-7.70 m (4H, Ar), 8.05-8.11 m (2H, C¢Hs), 9.94
yir. ¢ (2H, NH). Cnekrp SIMP BC{'H}, ¢, m. n1.: 54.7
(OCHy3), 113.1 (2CH=), 121.2 (2CH=), 127.7 (2CH=),
127.75, 127.80, 127.84 (2CH=), 127.9 (2CH=), 129.2
(2CH=), 130.9, 131.1, 132.3, 133.4, 134.3, 155.2,
163.7, 165.6. Haiineno, %: C 74.22; H 5.13; N 7.35.
Cy3H,oN,O5. Beraucneno, %:C 74.18; H 5.41; N 7.52.

4-Metninanniaug (Z)-N-Oenzouni-o,p-geruapo-
(pennnananuna (3). PactBopurens —3Tunanerar—yk-
cycHas kucyota (5:1), Bpems peakrun — 0.5 4. Beixon
77%, 1. 1. 200°C, R;0.63. UK cnekrp, v, cM': 1638
(CO-amup), 3229 (NH-amuz). Crextp SIMP 'H, §, m.
n.: 2.33 ¢ (3H, CHy), 7.04-7.09 m (2H, C¢H,), 7.09
¢ (1H, =CH), 7.24-7.38 m (3H, C¢Hs), 7.43-7.56 m
(3H, C¢Hs), 7.59-7.64 m (4H, Ar), 8.02-8.07 m (2H,
Ce¢Hs), 9.91 ¢ (1H, NH), 9.92 ¢ (1H, NH). Cmextp
SIMP BC{'H}, 8¢, M. 1.: 20.5 (CH;), 119.8 (2CH=),
127.7 (2CH=), 127.90 (2CH=), 127.92, 128.0 (2CH=),
128.4 (2CH=), 129.2 (2CH=), 131.0 (=CH), 131.1,
131.7,133.4,134.2,136.7, 163.9, 165.7. Haiineno, %:
C 77.31; H 5.41; N 7.55. C,3H,oN,O,. Brraucneno,
%:C 77.51; H5.66; N 7.86.

4-Xnopauwaua  (Z)-0ensousi-o,p-neruapode-
HujajganuHa (4). PactBopurens — sTHamerar—yk-
cycHas kuciota (5:1), Bpems peaxium — 0.5 4. Bvi-
xon 93%, T. . 261-264°C (1. 1. 261°C [28]), R
0.70. UK cnektp, v, cMm: 1641 (CO-amun), 3233
(NH-amun). Cnextp SIMP 'H, §, m. x.: 7.06 ¢ (1H,
=CH), 7.23-7.28 m (2H, C¢H,Cl), 7.29-7.39 m (3H,
Ce¢Hs), 7.44-7.56 m (3H, C¢Hs), 7.60-7.65 m (2H,
Ce¢Hs), 7.76-7.81 m (2H, CcH,Cl), 8.03-8.08 m (2H,
Cg¢Hs), 9.98 ¢ (1H, NH), 10.23 ¢ (1H, NH). Cnektp
SIMP BC{'H}, 8¢, m. 1. 121.1 (2CH=), 127.1, 127.7
(2CH=), 127.8 (2CH=), 127.85 (2CH=), 1279,
127.92, 128.0 (2CH=), 129.3 (2CH=), 131.0, 131.02,
133.3, 134.1, 138.1, 164.3, 165.7. Haiineno, %: C
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70.01; H 4.41; N 7.30. C,,H,;CIN,O,. Bsruncneno,
%: C70.12; H 4.55; N 7.43.

4-AueTnaaHuIu (Z)-N-6en3oui-a,f-1eru-
apodenunananuna (5). PactBopurens — sTHIane-
Tar—ykcycHas kuciota (5:1), Bpems peakmum — 2 4.
Brixon 55%, T. . 209-211°C, R; 0.67. UK cnektp,
v, eM !l 1641 (CO-amup), 1688 (CO-keton), 3270,
3330, (NH-amun) Cnexrp SIMP 'H, §, m. a.: 2.54
¢ (3H, CHj;), 7.08 ¢ (1H, =CH), 7.27-7.40 m (3H,
Ce¢Hs), 7.44-7.57 m (3H, C¢Hs), 7.61-7.67 m (2H,
Ce¢Hs), 7.86-7.93 m (4H, C¢H,), 8.03-8.08 m (2H,
C¢Hs), 10.02 ¢ (1H, NH), 10.44 ¢ (1H, NH). Crnextp
SIMP BC{'H}, 8¢, m. 1.: 25.7 (CH;), 118.8 (2CH=),
127.6 (2CH=), 127.8 (2CH=), 127.95 (2CH=), 128.00
(=CH), 128.05, 128.6 (2CH=), 129.2 (2CH=), 130.9,
131.0 (=CH), 131.5, 133.2, 134.0, 143.6, 164.4,
165.6, 194.8. Haiineno, %: C 75.22; H 5.65; N 7.58.
C,4H,oN,O5. Berancneno, %:C 74.98; H 5.24; N 7.29.

Hadrunamun (Z)-N-0enzoni-o,B-gernapo-
(pennnananuna (6). PactBoputens — sTHianerar—
ykcycHast kuciota (5:1), Bpems peakuun — 0.25 u.
Breixon 80%, T. . 213-215°C, R; 0.70. UKcnexTp,
v, eMm ! 1644 (CO-amup), 3233 (NH-amun). Crexrp
SAMP 'H, §, m. a.: 7.17 ¢ (1H, =CH), 7.28-7.58 m
(8H, Ar), 7.64-7.69 M (2H, Ar), 7.75-7.85 m (4H, Ar),
8.06-8.13 m (2H, Ar), 8.42-8.44 m (1H, Ar), 10.03 ¢
(1H, NH), 10.30 ¢ (1H, NH). Cnexrp IMP 3C{'H},
Oc, M. a.: 116.0, 120.4, 123.8, 125.5, 126.9, 127.0,
127.4, 127.6 (2CH=), 127.8 (2CH=), 127.89, 12791,
127.94 (2CH=), 129.2 (2CH=), 129.7, 130.9, 131.1,
133.3, 133.4, 134.2, 136.8, 164.3, 165.6. Haiineno,
%: C 79.36; H 5.30; N 7.27.C,cH,(N,O,. Boruucieno,
%:C 79.57; H 5.14; N 7.14.

4-Hutpoanunun (Z)-N-0eHzouns-o,p-neruapo-
¢pennnananuna (7). PactBopurenr — OeH30I-yK-
cycHas kucinora (2.5:1), Bpems peakuuu — 1 4. Bbi-
xon 73%, T. mn. 291-293°C, R; 0.65. UK cmexktp, v,
em ! 1334, 1508 (C-NO,), 1643 (CO-amum), 3230
(NH-amun). Cnekrp SIMP 'H, §, m. a.: 7.07 ¢ (1H,
=CH), 7.28-7.41 m (3H, C¢Hs), 7.44-7.58 m (3H,
C¢Hs), 7.63-7.68 m (2H, C4Hs), 8.01-8.09 m (4H,
Ar), 8.14-8.20 m (2H, C4Hy,), 10.09 c (1H, NH), 10.76
¢ (1H, NH). Cnekrp SIMP *C{'H}, 8., m. x.: 119.1
(2CH=), 124.0 (2CH=), 127.7 (2CH=), 127.9 (2CH=),
128.0 (2CH=), 128.2 (=CH), 128.25 (=CH), 129.3
(2CH=), 130.8, 131.1 (=CH), 133.1, 133.8, 142.1,
145.5, 164.8, 165.7. Haiineno, %: C 68.47; H 4.23; N
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11.03. C,,H;;N;0,. Borancieno, %: C 68.21; H 4.42;
N 10.85.

4-AneTaHUIU] (Z)-N-benzona-o,p-neru-
apo-O-uzonponuiarupo3una (8). Pacteopurens —
OeH3on—yKkcycHasa kucioTa (2.5:1), Bpems peakiuu —
1.5 4. Bexon 56%, 1. . 212-214°C, R 0.69. UK
cHeKTp, v, cM : 1645 (CO-amun), 1673 (CO-keToH),
3239 (NH-amun). Crextp SIMP 'H, §, m. 1. (J, T'n):
1.33 1 [6H, CH(CH,),, 3J 6.0], 2.52 ¢ (3H, CH3;), 4.60
cenrer [6H, CH(CH;),, 3J 6.0], 6.82-6.88 m (2H,
C¢H,0), 7.08 ¢ (1H, =CH), 7.44-7.60 m (5H, Ar),
7.84-7.92 m (4H, C¢H4N), 8.03-8.10 m (2H, C4Hy),
9.90 ¢ (1H, NH), 10.32 ¢ (1H, NH). Cnexrp SAMP
BC{H}, 8¢, M. 1. 21.6 (2CH;), 25.7 (CH;), 68.3
(OCH), 114.9 (2CH=), 118.7 (2CH=), 126.0, 127.6
(2CH=), 127.8 (2CH=), 128.4, 128.6 (2CH=), 128.68,
128.71, 130.9 (2CH=), 131.4, 133.4, 143.7, 157.7,
164.6, 165.5, 194.7. Haiineno, %: C 73.05; H 6.14; N
6.56.C,,H,¢N,O,. Berancaeno, %: C 73.28; H 5.92;
N 6.33.

4-Metokcuanuanx (Z)-N-umHHAMOWJI-0,3-1e-
ruapodennaananuta (9). PacrBopurens —stumnare-
TaT—ykcycHas kuciorta (5:1), Bpems peakuuud — 5 4.
Berxon 51%, T. mn. 205-208°C, R; 0.60. UK cnexrp,
v, eM': 1628 (C=C), 1652 (CO-amum), 3220 (NH-
amun). Cnektp AMP 'H, §, m. 1. (J, T'n): 3.78 ¢ (3H,
OCH,), 6.79-6.84 m (2H, C¢H,), 6.89 n (1H, =CH, 3J
15.9), 6.92 ¢ (1H, =CH), 7.25-7.43 M (6H, Ar), 7.53
1 (1H, =CH, 3J 15.9), 7.54-7.62 m (4H, C¢Hs), 7.63—
7.69 m (2H, C4Hy), 9.75 ¢ (1H, NH), 9.90 ¢ (1H, NH).
Cnexrp SIMP 3C{'H}, 8., m. 1.: 54.6 (OCH}), 113.1
(2CH=), 121.11, 121.13 (2CH=), 125.8 (=CH), 127.4
(2CH=), 127.7 (=CH), 127.9 (2CH=), 128.3 (2CH=),
128.9 (=CH), 129.2 (2CH=), 131.0 (=CH), 132.3,
134.2,134.8, 140.1 (=CH), 155.1, 163.5, 164.3. Haii-
neno, %: C 75.43; H 5.12; N 7.36. C,sH,,N,05. BoI-
gucieno, %: C 75.36; H 5.57; N 7.03.

4-Metujaannaua (Z)-N-iuHHAMOWI-0,3-1€eru-
apodennnananuna (10). PactBopurens — sTunare-
TaT—yKcycHas kucnota (5:1), Bpems peakuuu — 5 4.
Brixon 58%, T. min. 237-239°C, R; 0.75. UK cnexrp,
v, eM 1 1627 (C=C), 1655 (CO-amun), 3240 (NH-
amun). Cnektp AMP 'H, §, m. 1. (J, T'n): 2.33 ¢ (3H,
CHs;), 6.89 1 (1H, =CH, 3J 15.9), 6.91 ¢ (1H, =CH),
7.04-7.09 m (2H, C¢Hy), 7.25-7.42 m (6H, Ar), 7.53
a1 (1H, =CH, 3J 15.9), 7.56-7.65 m (6H, Ar), 9.75 ¢
(1H, NH), 9.92 ¢ (1H, NH). Cnekrp SIMP'*C {'H}, 8,
M. 1.: 20.4 (CH;), 119.7 (2CH=), 121.1, 125.8 (=CH),

127.4 (2CH=), 127.7 (=CH), 127.9 (2CH=), 128.2
(2CH=), 128.3 (2CH=), 128.9 (=CH), 129.1 (2CH=),
131.0, 131.5, 134.1, 134.8, 136.6, 140.1 (=CH),
163.6, 164.3. Haiineno, %: C 78.64; H 5.73; N 7.51.
C,sH,,N,0,. Boruucueno, %:C 78.51; H 5.80; N 7.32.

4-AneTaHuINa (Z2)-N-umHHAMOWJI-O, 3-TeTH-
apodenunananuna (11). PactBopurens — 3Tumnaie-
TaT—yKcycHas kuciota (5:1), Bpems peakmuu — 5 d.
Beixon 56%, T. mn. 176-179°C, R;0.74. UK cnextp,
v, eM !t 1626 (C=C), 1656 (CO-amun), 1679 (CO-
keToH), 3233 (NH-amun). Cniekrp SIMP 'H, §, m. 1. (J,
I'm): 2.53 ¢ (3H, CH;), 6.89 1 (1H, =CH, *J 15.9), 6.90
¢ (IH, =CH), 7.27-7.43 m (6H, C¢Hs), 7.53 o (1H,
=CH, 3J 15.9), 7.54-7.64 m (4H, CcHs), 7.85-7.93
M (4H, CcHy), 9.84 ¢ (1H, NH), 10.41 ¢ (1H, NH).
Cnekrp AMP BC{'H}, 8¢, M. 1.: 25.7 (CH3), 118.7
(2CH=), 120.9 (=CH), 126.0, 127.4 (2CH=), 127.9
(=CH), 128.0 (2CH=), 128.3 (2CH=), 128.6 (2CH=),
128.9 (=CH), 129.2 (2CH=), 130.9, 131.5, 133.9,
134.7,140.3 (=CH), 143.6, 164.2, 164.3, 194.8. Haii-
neso, %: C 76.16; H 5.79; N 6.24. C,,H,,N,0;. BoI-
guciaeno, %: C 76.08; H 5.40; N 6.82.

ItuaoBslii 3¢pup (Z)-N-uuHHAMOMWI-0,f3-1eru-
Apo(eHUNATAHUI-N-AMUHOOEH30HOH  KHCJIOTHI
(12). PacTtBOpuTenh ITHIIALIETaT—YKCyCHas KHCIIO-
ta (5:1), Bpems peakuuu — 5 4. Beixog 42%, T. .
200-202°C, R;0.66. UK cnektp, v, cM™': 1632 (C=C),
1652 (CO-amun), 1705 (CO-3¢up), 3190 (NH-amux).
Cnextp SIMP 'H, §, m. 1. (J, T'r): 1.40 T (3H, CH3, 3J
7.1), 432 x (2H, OCH,, 3J 7.1), 6.89 1 (1H, =CH, 3J
15.9), 6.90 ¢ (1H, =CH), 7.27-7.43 m (6H, Ar), 7.54 1
(1H, =CH, 3J 15.9), 7.55-7.64 m (4H, Ar), 7.85-7.94
M (4H, C¢Hy), 9.81 ¢ (1H, NH), 10.38 ¢ (1H, NH).
Crextp AMP B3C{'H}, 8., M. a.: 14.0 (CH;), 59.6
(OCH,), 118.6 (2CH=), 120.9 (CH=), 124.1, 126.0
(=CH), 127.4 (2CH=), 127.9 (=CH), 128.0 (2CH=),
128.2 (2CH), 128.9 (=CH), 129.2 (2CH=), 129.5
(2CH), 130.9, 133.9, 134.7, 140.2 (CH=), 143.5,
164.2, 164.3, 164.8. Haiineno, %: C 73.84; H 5.73; N
6.08.C,,H,4N,0,. Berancneno, %: C 73.62; H 5.49;
N 6.36.

2-Haptunamun  (£)-N-uuHHaMOWI-0,f3-1€eru-
apogennnanannna (13). PactBoputens — sTunane-
TaT—yKcycHas kuciota (5:1), Bpems peakiuu — 5 4.
Beixon 75%, 1. . 222-225°C, R;0.77. UK cnextp, v,
em 111633 (C=C), 1650 (CO-amun), 3231 (NH-amun).
Cnextp AIMP 'H, §, m. 1. (J, T'n): 6.93 1 (1H, =CH, 3J
15.9), 6.98 ¢ (1H, =CH), 7.27-7.45 m (8H, Ar), 7.56 n
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(1H, =CH, 3J 15.9), 7.56-7.67 m (4H, Ar), 7.74-7.85
M (4H, Ar), 8.41-8.43 m (1H, Ar), 9.85 ¢ (1H, NH),
10.27 ¢ (1H, NH). Cnekrp SIMP *C{'H}, 5., m. 1.:
115.9,120.4 (=CH), 121.0, 123.8 (=CH), 125.5, 126.0
(=CH), 126.9 (=CH), 127.0 (=CH), 127.40 (2CH=),
127.38, 127.8, 128.0 (2CH=), 128.3 (2CH=), 128.9
(=CH), 129.2 (2CH=), 129.7, 131.0, 133.3, 134.1,
134.8, 136.8, 140.2 (=CH), 164.1, 164.4. Haiinzeno,
%: C 80.16; H 5.46; N 6.31. C,4H,,N,0,. Beruucne-
Ho, %:C 80.36; H 5.30; N 6.69.

ITnioBbli 3¢gup (£)-N-2-6pombensoni-a,f-ne-
THAPO-4-HUTPO(PeHUNATAHNI-n-AMUHOOEH30HH O
KucJa0Thl (14). PacTBoputens — sTHiIaneTaT—yKcyc-
Has kucnota (5:1), Bpems peakuuu — 2.5 4. Beixox
93%, T. mn. 257-259°C, R; 0.67. UK cnektp, v, cM
1344, 1528 (C-NO,), 1655 (CO-amun), 1721 (CO-
s¢up), 3201 (NH-amun). Cnekrp SIMP 'H, 8, m. x.
(J, Tm): 1.40 T (3H, CH;, 3J 7.1), 4.33 x (2H, OCH,,
3J7.1),7.10 ¢ (1H, =CH), 7.33-7.40 m (1H, C¢H,Br),
7.43-7.49wm (1H, C4H,Br), 7.59-7.66 m (2H, C;H,Br),
7.86-7.97 m (6H, Ar), 8.20-8.26 m (2H, CcH,NO,),
10.26 ¢ (1H, NH), 10.51 ¢ (1H, NH). Cnekrp SAMP
BC{'H}, 8¢, M. 1.: 14.0 (CH;), 59.7 (OCH,), 118.7
(2CH=), 118.9, 123.0 (2CH=), 124.5, 124.8, 126.8,
129.0, 129.8 (2CH=), 130.1 (2CH=), 130.6, 132.4,
133.2,137.6, 140.6, 143.2, 146.5, 163.4, 164.8, 166.3.
Haiineno, %: C 55.86; H4.01; N 7.65. C,5H,oBrN;Og.
Brruucneno, %:C 55.78; H 3.74; N 7.81.

4-MeTOKCHMAHUITHU]L (£)-N-3-0pomben3o-
Wi-a,f3-3,4-1uokcumMerniieHpenun-ananuna  (15).
PactBopuTens — sTunanerar—ykcycHas kuciota (3:1),
BpeMs peakuuu — 5 4. Beixon 64%, T. mi. 224-226°C,
R; 0.68. UK cnextp, v, cMm': 1647 (CO-amun), 3226
(NH-amun). Cnekrp SIMP 'H, §, m. 1.: 3.76 ¢ (3H,
OCH;), 5.97 ¢ (2H, OCH,), 6.76-6.81 m (3H, Ar),
7.03-7.08 m (1H, Ar), 7.06 ¢ (1H, =CH), 7.13-7.15
M (1H, C¢Hs), 7.35-7.42 m (1H, C4H,Br), 7.57-7.67
M (3H, Ar), 7.99-8.05 m (1H, C4H,Br), 8.21-8.24 m
(1H, Ar), 9.80 ¢ (1H, NH), 9.94 ¢ (1H, NH). Cnektp
SIMP BC{'H}, 8¢, m. 1.: 54.6 (OCH;), 100.7 (OCH,),
107.7, 108.5, 113.0 (2CH=), 121.2 (2CH=), 121.5,
124.4,126.6,128.0,128.4, 128.8, 129.5, 130.8, 132.2,
133.6, 135.6, 147.2, 147.3, 155.1, 163.4, 164.0. Haii-
neHo, %: C 58.47; H 4.13; N 5.58. C,,H,4BrN,0O:s.
Brerancneno, %:C 58.20; H 3.87; N 5.66.

4-AneTHIAHWITH] (Z)-N-(3-0pomben3o-
wi)-o,f-neruapo-4-uuTpodeHnaaIaHuHA (16).
PacTBopuTens — sTunanerar-ykcycHas kuciota (5:1),
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BpeMs peakuuu — 5 4. Bexon 66%, T. mit. 248-250°C,
R; 0.62. UK cnektp, v, cM': 1343, 1516 (C-NO,),
1643 (CO-amun), 1677 (CO-xeton), 3230 (NH-amuzg
Cnextp AMP 'H, §, m. 1.: 2.54 ¢ (3H, CH;), 7.16 ¢
(1H, =CH), 7.38-7.46 m (1H, C{H,Br), 7.67-7.72 m
(1H, C¢H4Br), 7.80-7.86 m (2H, C(H4,NO,), 7.86—7.92
M (4H, C¢H4N), 7.99-8.04 m (1H, C4H,Br), 8.18-8.24
M (3H, Ar), 10.30 c (1H, NH), 10.54 ¢ (1H, NH).
Cnextp SIMP BC{'H}, &, m. n.: 25.7 (CH;), 118.9
(2CH=), 121.6, 123.0 (2CH=), 125.3, 126.7, 128.6
(2CH=), 129.6, 129.8 (2CH=), 130.8, 131.8, 133.5,
134.0, 135.0, 140.8, 143.2, 146.4, 163.6, 164.1, 194.7.
Haiineno, %: C 56.51; H 3.44; N 8.53. C,,H,{BrN;Os.
Brerancneno, %:C 56.71; H 3.57; N 8.27.

OO0mas MeToANKa CHHTe3a S-apuianaeH-4-uMu-
aa3zononoB 17-32. a. Cmecs 1 mmons anmnuga N-3a-
MEIIEHHOW aMHHOKHCIIOTH U 3 MMOJb N-TpUMeTHII-
cunmunumMuaazona B 10 Mo JJM®A kunsarmm 10-30
MuH (Tabm. 1). Ilocne oxnmaxkaeHUs B peakIMOHHYIO
cMmech 100aBisid 50 M1 BOABI M IIOAKHCIISLIN €€ JI0
pH 5. O6pazoBaBminiicsi 0cajok OTHUIETPOBBIBAIN 1
NpoMbIBaiIu BoJoH. lepexkpucrannuzanuio OpoBOau-
JIM M3 dTaHoJIA.

6. Cmecb 1 MMonb anunnga N-3aMeleHHOH aMH-
HOKUCJIOTHI ¥ 3 MMOJIb N-TPUMETHICHITAINMHIA30J1a
B 5 mu1 JIM®A HarpeBaiu Ipyu MUKPOBOTHOBOM H3ITY-
yeranu npu 100-140°C B repmernyHoM cocyne 2—11
MuH (Tabma. 1). O6paboTKy peaKIMOHHOW CMECH OCY-
IISCTBIISJIM, KaK OIMUCAHO B METOJE d. BbIxospl ykasa-
HEI B Ta0. 1.

(Z)-5-ben3naunen-2,3-nupenn-3,5-quru-
apo-4H-umunazon-4-ou (17). T. m.182—-184°C (T. m.
176-178°C [23]), R; 0.86. UK cnektp, v, cM': 1714
(CO-tmkn. amun). Crnekrp AMP H, &, M. 1.: 7.15—
7.21 m (2H, C¢Hs), 7.20 ¢ (1H, =CH), 7.30-7.48 m
(9H, C¢Hs), 7.52-7.56 m (2H, C4Hs), 8.27-8.32 m
(2H, C¢Hs). Cnexrp SIMP *C{'H}, 8., m. 1.: 126.9
(2CH=), 127.58 (=CH), 127.62 (2CH=), 128.0
(2CH=), 128.4, 128.58 (2CH=), 128.62 (2CH=),
129.6 (=CH), 130.7 (=CH), 132.0 (2CH=), 133.9,
134.3, 138.1, 159.8, 169.0. Haiineno, %: C 81.33; H
4.75; N 8.72. C»,H (N,O. Boruncneno, %: C 81.46; H
4.97; N 8.64.

(2)-5-ben3nauaen-3-(4-meroxcudennii)-2-ge-
HuI-3,5-nuruapo-4 H-umunazon-4-ou (18). T. .
161-163°C (1. . 179°C [28]), R¢ 0.88. UK cmextp,
v, eMm ! 1718 (CO-uukn. amun). Crnexrp SIMP 'H, §,
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M. 1.0 3.84 ¢ (3H, OCHy;), 6.92-6.98 M (2H, C4H,),
7.07-7.12 m (2H, C¢H,), 7.19 ¢ (1H, =CH), 7.32-7.49
M (6H, C¢Hs), 7.57-7.61 m (2H, C¢Hs), 8.27-8.33 m
(2H, C¢Hs). Cnextp SIMP BC{'H}, 8¢, M. 1.: 54.7
(OCHs;), 114.0 (2CH=), 126.8, 127.3 (=CH), 127.6
(2CH=), 128.0 (2CH=), 128.2 (=CH), 128.5, 128.6
(2CH=), 129.5 (=CH), 130.6 (=CH), 132.0 (2CH=),
134.0, 138.2, 158.7, 160.0, 169.4. Haiineno, %: C
77.82; H 5.43; N 7.78. C53HgN,0O,. Brruncneno, %:
C 77.95; H5.12; N 7.90.

(2)-5-ben3unanaen-2-pennn-3-(n-roaumn)-3,5-
auruapo-4H-umuaaszon-4-on (19). T. mn. 186-
188°C, R; 0.85. UK cmekTp, v, cMm ' 1721 (CO-mukn.
amun). Crexrp SIMP 'H, §, m. 1.: 2.43 ¢ (3H, CHj),
7.03-7.09 m (2H, C¢H,), 7.19 ¢ (1H, =CH), 7.20-7.26
M (2H, C¢Hy), 7.31-7.49 m (6H, C¢Hs), 7.55-7.60
M (2H, C¢Hs), 8.27-8.33 m (2H, C¢Hs). Cmektp
SMP BC{'H}, 8¢, m. 1.: 20.6 (CH;), 126.7 (2CH=),
127.5 (=CH), 127.6 (2CH=), 128.0 (2CH=), 128.5,
128.6 (2CH=), 129.2 (2CH=), 129.6 (=CH), 130.6
(=CH), 131.7, 132.0 (2CH=), 134.0, 137.2, 138.1,
159.9, 169.1. Hatineno, %: C 81.41; H 5.55; N 8.52.
Cy3H sN,O. Brruncneno, %: C 81.63; H 5.36; N 8.28.

(Z)-5-ben3nnunen-3-(4-xaopdenunna)-2-gde-
HuJI-3,5-nuruapo-4 H-umuaazon-4-ou (20). T. .
186—189°C (1. 1. 181°C [28]), R; 0.85. UK cmextp,
v, eM 't 1725 (CO-muko. amun). Criextp SIMP 'H, 3,
M. 1.: 7.16-7.21 m (2H, C4H,), 7.21 ¢ (1H, =CH),
7.34-7.51 m (8H, Ar), 7.54-7.58 m (2H, C¢Hs), 8.27—
8.31 M (2H, C¢Hs). Criextp SIMP 3C{'H}, 8¢, M. 1.
127.8 (2CH=), 128.0 (=CH), 128.1 (2CH=), 128.2,
128.4 (2CH=), 128.6 (2CH=), 128.8 (2CH=), 129.8
(=CH), 130.8 (=CH), 132.1 (2CH=), 132.9, 133.0,
133.8, 137.9, 159.4, 168.8. Haiineno, %: C 73.43; H
4.55; C19.68; N 8.72. C,,H,5CIN,O. Beruucneno, %:
C 73.64; H4.21; N 8.85.

(2)-3-(4-Auerundennii)-5-6en3unuaeH-2-gde-
HWI-3,5-nuruapo-4H-umugazon-4-on (21). T. o
216-219°C, R; 0.84. UK cnextp, v, em ;1719 (CO-
muki. amun). Crnexrp AMP 'H, §, m. 1.: 2.60 ¢ (3H,
CH,), 7.24 ¢ (1H, =CH), 7.27-7.32 m (2H, C4H,),
7.34-7.51 m (6H, C¢Hs), 7.53-7.58 m (2H, C4Hs),
7.98-8.03 m (2H, C¢H,), 8.28-8.33 m (2H, C4Hy).
Cnextp SIMP BC{'H}, §¢, m. 1.: 26.0 (CH;), 126.7
(2CH=), 127.8 (2CH=), 128.1 (2CH=), 128.2 (=CH),
128.3, 128.6 (2CH=), 128.7 (2CH=), 129.8 (=CH),
130.9 (=CH), 132.1 (2CH=), 133.8, 135.7, 137.8,
138.0, 159.4, 195.0. Haiineno, %: C 78.43; H4.71; N

7.71. Cy4H sN,O,. Beraucneno, %: C 78.67; H 4.95;
N 7.65.

(2)-5-benzununen-3-(Hadraann-2-ui)-2-ge-
HuJI-3,5-nuruapo-4 H-umunazon-4-ou (22). T. .
120-122°C, R; 0.89. UK cmektp, v, cm': 1725 (CO-
mukiL. amun). Crexrp IMP 'H, §, m. 1. (J, Tn): 7.21
o a(1H, Ar, J, 8.6, J, 2.1), 7.25 ¢ (1H, =CH), 7.28—
7.35 m (2H, C¢Hs), 7.39-7.62 m (8H, Ar), 7.78 n (1H,
J 2.1, Ar), 7.85-7.93 m (3H, Ar), 8.30-8.35 m (2H,
Ar). Cnexrp SIMP BC{'H}, &, m. 1.: 124.7 (=CH),
125.6 (=CH), 126.21 (=CH), 126.25 (=CH), 127.3
(=CH), 127.6 (=CH), 127.77, 127.8 (2CH=), 128.1
(2CH=), 128.46. 128.5, 128.6 (2CH=), 129.7, 130.8,
131.6, 1319, 132.1 (2CH=), 132.6, 134.0, 138.1,
159.8, 169.2. Haiineno, %: C 8.22; H 5.05; N 7.25.
Cy6H sN,O. Boruucneno, %: C 83.40; H 4.85; N 7.48.

(Z)-5-bensnauaen-3-(4-autpodenn)-2-de-
HuiI-3,5-muruapo-4H-umugazon-4-on (23). T. .
233-236°C, R; 0.86. UK cnexrp, v, em1: 1345, 1519
(C-NO,), 1712(CO-umks. amun). Crexrp SIMP 'H, 8,
M. 1.: 7.26 ¢ (1H, =CH), 7.36-7.56 m (10H, Ar), 8.25—
8.32 M (4H, Ar). Cnextp SIMP B3C{'H}, &, M. n.:
123.8 (2CH=), 127.5 (2CH=), 127.9 (2CH=), 128.1,
128.14 (2CH=), 128.6 (2CH=), 128.7 (=CH), 130.0
(=CH), 131.0 (=CH), 132.2 (2CH=), 133.7, 137.6,
139.7, 146.1, 159.0, 168.2. Haitneno, %: C 71.83; H
4.25; N 11.55. C5,H,5N505. Beruucneno, %: C 71.54;
H 4.09; N 11.38.

(Z2)-3-(4-Anerundenni)-5-(4-u30nponoKcu-
OeH3uanaeH)-2-penna-3,5-guruapo-4 H-umuna-
3041-4-0H (24). T. 1. 209-213°C, R;0.85. UK cnektp,
v, cM': 1716 (CO-mukn. amua). Crexrp SIMP 'H, §,
M. 1. (J, T): 1.38 1 [6H, CH(CH;),, *J 6.0], 2.60 ¢
(3H, CHj), 4.69 cenrrer [6H, CH(CH}),, °J 6.0], 6.91—
6.96 m (2H, CcH,0), 7.19 ¢ (1H, =CH), 7.25-7.30
M (2H, C¢HyN), 7.32-7.39 m (2H, C¢Hs), 7.43-7.49
M (1H, C¢Hs), 7.51-7.56 m (2H, C4Hs), 7.98-8.03
M (2H, CgHyN), 8.22-8.27 m (2H, C4H,O). Crextp
SIMP BC{'H}, §;, m. x.: 21.5 (2CHj;), 26.1 (CH,),
69.1 (OCH), 115.1 (2CH=), 126.2, 126.7 (2CH=),
127.8 (2CH=), 128.46 (2CH=), 128.52, 128.6 (2CH=),
128.7, 130.6, 134.2 (2CH=), 135.6, 135.7, 138.3,
157.8, 159.5, 168.5, 195.2. Haiineno, %: C 76.53; H
5.51; N 6.51. C,;H,4N,0;. Brrauciaeno, %: C 76.40;
H 5.70; N 6.60.

5-(Z)-ben3uaunen-3-(4-mertoxkcudenn)-2-
(E)-ctupui-3,5-mruruapo-4 H-umunazoi-4-on (25).
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T. . 202-204°C, R, 0.85. UK cnektp, v, cM': 1709
(CO-mmki. amug). Cnexrp SAIMP H, §, m. 1. (/, T'm):
3.89 ¢ (3H, OCHj,), 6.59 n (1H, =CH, 3J 15.9), 7.04—
7.10 m (2H, C¢Hy), 7.07 ¢ (1H, =CH), 7.22-7.27 M
(2H, C¢Hy), 7.33-7.49 M (6H, C¢Hs), 7.51-7.56 M
(2H, C¢Hs), 7.98 n (1H, =CH, 3J 15.9), 8.26-8.31 m
(2H, C¢Hs). Cnektp SIMP BC{'H}, 8¢, M. 1.: 54.8
(OCH,3), 113.3, 114.3 (2CH=), 125.3, 125.8 (=CH),
127.5 (2CH=), 128.0 (2CH=), 128.29 (2CH=), 128.32
(2CH=), 129.2, 129.5, 131.9 (2CH=), 134.3, 134.5,
138.6, 140.2 (=CH), 158.6, 159.0, 168.8. Haiineno,
%: C 78.81; H 5.45; N 7.51. C,5H,,N,0,. Beruucne-
Ho, %: C 78.93; H 5.30; N 7.36.

5-(Z)-benzununen-2-(E)-ctupuni-3-(n-roau)-
3,5-nuruapo-4H-umunazon-4-on  (26). T. mm.
191-193°C, R; 0.87. UK cnextp, v, em': 1711 (CO-
mukit. amun). Crekrp IMP 'H, 8, m. 1. (J, Tn): 2.48
¢ (3H, CH,), 6.60 1 (1H, =CH, 3J 15.9), 7.07 ¢ (1H,
=CH), 7.19-7.24 m (2H, C4H,), 7.33-7.49 m (8H, Ar),
7.50-7.55 m (2H, C¢Hy), 7.99 n (1H, =CH, 3J 15.9),
8.26-8.31 m (2H, C4Hy). Crexrp SIMP 3C{'H}, &,
M. 1.: 20.7 (CHy), 113.3, 125.9, 126.9 (2CH=), 127.5
(2CH=), 128.0 (2CH=), 128.3 (2CH=), 129.3, 129.5,
129.6 (2CH=), 130.3, 131.9 (2CH=), 134.3, 134.5,
137.6, 138.5, 140.2 (=CH), 158.3, 168.6. Haiineno,
%: C 82.11; H 5.64; N 7.76. C,5H,(N,O. Beruncneno,
%: C 82.39; H 5.53; N 7.69.

3-(4-Auerundenunn)-5-(Z)-6en3unugen-2-
(E)-ctupui-3,5-quruapo-4 H-umuaazon-4-on (27).
T. . 256-259°C, R, 0.84. UK cnexkrtp, v, em 1723
(CO-umkit. amug). Cnexrp SAMP H, §, m. &. (/, T'm):
2.66 ¢ (3H,CHj;),6.67 1(1H,=CH, 3/ 15.9),7.12 ¢ (1H,
=CH), 7.34-7.52 m (8H, Ar), 7.55-7.59 m (2H, C¢Hs),
8.03 n (1H, =CH, 3J 15.9), 8.12-8.17 m (2H, C¢H,),
8.27-8.32 M (2H, C¢Hs). Cnextp SIMP 3C{'H}, &,
M. a.: 26.1 (CH;), 113.1, 126.5, 126.9 (2CH=), 127.6
(2CH=), 128.1 (2CH=), 128.3 (2CH=), 129.0 (2CH=),
129.5, 129.6, 132.0 (2CH=), 134.1, 134.4, 136.1,
136.8, 138.2, 140.6 (=CH), 157.5, 168.1, 195.1. Haii-
neHo, %: C 79.35; H 5.31; N 7.26. C,cH,(N,0O,. BrI-
gucaeno, %: C 79.57; H 5.14; N 7.14.

ItunoBblii 3¢pup 4-[4-(Z)-6eH3unuaeH-5-0KCO-
2-(E)-ctupuia-4,5-nuruapo-1H-umuaazon-1-uia)-
0ensoitHoii kucaorsl (28). T. 1. 207-210°C, R;0.87.
UK cnektp, v, cM': 1709 (CO-tukin. amuz). Crexrp
SMP 'H, 8, m. 1. (J, Tw): 1.43 T (3H, CH;, 3J 7.1),
4.39 x (2H, OCH,, 3J 7.1), 6.66 0 (1H, =CH, 3J 15.9),
7.12 ¢ (1H, =CH), 7.34-7.51 m (8H, Ar), 7.54-7.59 m
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(2H, C¢Hy), 8.02 n (1H, =CH, 3J 15.9), 8.16-8.21 m
(2H, C¢Hy), 8.27-8.32 m (2H, C¢Hs). Cnexrp SAMP
BC{H}, 8¢, M. 1.: 13.9 (CH;), 60.3 (OCH,), 113.1,
126.5 (CH=), 126.7 (2CH=), 127.6 (2CH=), 128.1
(2CH=), 128.3 (2CH=), 129.5, 129.6 (=CH), 129.63,
130.1 (2CH=), 132.0 (2CH=) 134.1, 134.4, 136.8,
138.1, 140.6 (=CH), 157.5, 164.2, 168.1. Haiineno,
%: C 76.83; H 5.55; N 6.35. C,;H,,N,05. Brruucne-
HO, %: C 76.76; H 5.25; N 6.63.
5-(Z)-ben3unaungen-3-(napr-2-ua)-2-(E)-ctu-
pua-3,5-nuruapo-4H-umuaazon-4-on (29). T. .
241-244°C, R; 0.87. UK cnekTp, v, cM': 1706 (CO-
uuki. amun). Cnexrp IMP 'H, §, m. 1. (J, ['n): 6.66
1 (1H, =CH, 3J 15.9), 7.14 ¢ (1H, =CH), 7.29-7.35 m
(3H, Ar), 7.37-7.62 m (8H, Ar), 7.88-7.91 m (1H, Ar),
7.94-8.08 M (4H, Ar), 8.30-8.35 m (2H, Ar). Cnektp
SMP BC{'H}, 8¢, m. 1.: 113.4, 124.7, 125.9 (=CH),
126.1, 126.28 (CH=), 126.31 (=CH), 127.4, 127.5
(2CH=), 127.7, 128.0 (2CH=), 128.3 (2CH=), 128.9,
129.4 (=CH), 129.5, 130.3, 132.0 (2CH=), 132.2,
132.9,134.3,134.5, 138.5, 140.4 (=CH), 158.2, 168.7.
Haiineno, %: C 84.22; H 5.25; N 7.25. CysH,oN,O.
Brrancneno, %: C 83.98; H 5.03; N 7.00.

ItunoBelii d3¢pup (£)-4-[2-(2-opomdenn)-4-(4-
HUTPOOEH3WIHIEH)-5-0kc0-4,5-Turuapo-1H-umu-
aazoJi-1-un|6enzoitnoii kucaorsl (30). T. i 230-
232°C, R; 0.84. UK cnektp, v, cMm': 1728 (CO-muKi1.
amun). Cnextp AMP 'H, §, m. 1. (J, T'm): 1.37 T (3H,
3J 7.1, CH,), 4.31 k (2H, 3J 7.1, OCH,), 7.18-7.24
M (2H, C¢HyN), 7.38-7.52 m (2H, CcH,Br), 7.45 ¢
(1H, =CH), 7.57-7.68 m (2H, C4H,Br), 7.91-7.96 m
(2H, CcH4N), 8.21-8.28 m (2H, C4H4NO,), 8.49-8.54
M (2H, CH4NO,). Crextp AMP BC{1H}, §¢, m. 1.:
13.8 (CH;), 60.2 (OCH,), 121.1, 123.0 (2CH=), 125.8
(2CH=), 126.1 (=CH), 127.2 (=CH), 129.1, 129.4
(2CH=), 130.5, 131.3 (=CH), 131.9 (=CH), 132.5
(=CH), 132.8 (2CH=), 136.6, 139.6, 140.0, 147.5,
162.0, 164.1, 167.4. Haiineno, %: C 76.83; H 5.55;
N 6.35. C,5H,3sBrN;Os. Beruucneno, %: C 57.71; H
3.49; N 8.08.

(Z)-5-(ben3o[d][1,3]1u0KCOI-5-UIMETHIIEH)-
2-(3-opomdpenn)-3-(4-metoxkcupenn)-3,5-nuru-
apo-4H-umunazon-4-ou (31). T. mn. 194-198°C, R,
0.85. UK cnektp, v, cm': 1705 (CO-tukin. amupn).
Cnexrp AMP 'H, 8, m. 1. (J, T'): 3.85 ¢ (3H, OCHj),
6.09 ¢ (2H, OCH,), 6.87-7.00 m (3H, Ar), 7.05-7.12
M (2H, C(H,0), 7.14 ¢ (1H, =CH), 7.19-7.27 m (1H,
C¢H,Br), 7.34-7.41 m (1H, C(H,Br), 7.54-7.61 ™m
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(2H, Ar), 7.74-7.79 m (1H, Ar), 8.10-8.13 m (1H, Ar).
Cnextp SIMP BC{'H}, ¢, m. 1.: 54.8 (OCH;), 101.1
(OCH,), 107.9 (=CH), 110.8 (=CH), 114.0 (2CH=),
121.5, 126.5, 127.0 (=CH), 128.2 (2CH=), 128.3,
128.5,128.6, 129.3 (=CH), 130.7, 131.2 (=CH), 133.2
(=CH), 136.1, 147.6, 149.3, 157.3, 158.8, 169.0. Haii-
neHo, %: C 58.52; H 3.20; N 7.25. C,,H,,BrN,O,.
Brruucneno, %: C 60.39; H 3.59; N 5.87.
(Z2)-3-(4-Auetnndennn)-2-(3-6pompenun)-
5-(4-uutpoden3uiuaen)-3,5-guruapo-4 H-umnjaa-
30J1-4-0H (32). T. . 219-223°C, R;0.82. UK cnexrp,
v, eM 1 1731 (CO-nukn. amun). Crexrp SIMP 'H, §,
M. 1. (J, ['m): 2.62 ¢ (3H, CH;), 7.25-7.36 m (4H, Ar),
7.39 ¢ (1H, =CH), 7.66 n. n. n (1H, C;H,Br, J, 7.7,
J, 2.0, J; 1.3), 7.84-7.86 m (1H, CcH,Br), 8.01-8.06
M (2H, C¢HyN), 8.28-8.33 m (2H, C4H4NO,), 8.52—
8.57 m (2H, CH,NO,). Cnextp AMP 3C{'H}, &,
M. 1.: 26.0 (CHy), 121.8, 123.1 (2CH=), 125.4, 126.9
(2CH=), 127.3 (=CH), 128.8 (2CH=), 129.6 (=CH),
129.9, 131.4 (=CH), 132.7 (2CH=), 134.2, 136.2,
137.3, 139.7, 140.1, 147.4, 160.4, 168.2, 195.0. Haii-
neHo, %: C 58.52; H 3.20; N 7.25. C,4H;(BrN;0,.
Brrancaeno, %: C 58.79; H 3.29; N 8.57.

OmnpenejieHne aHTUXOJIUHICTEPA3HBIX CBOWCTB
coenuHennii 1-32. AHTHUXOIWHAICTEpa3HBIE CBOM-
CTBa CHHTE3MPOBAHHBIX COCIVHCHHUH OTPENENSIn C
MPUMEHEHUEM METOJIa, OIMCAHHOTO B padote [29]. B
HCCIIEIOBAHUSX TPUMEHSJIH SPUTPOIMTAPHYIO ale-
TUITXOJTMHACTEPA3y M IJIA3MEHHYIO OYTHPHIXOIHHI-
cTepasy 4elOoBeKa, a Takke OyTUPUIXOIUHICTEpasy
CBIBOPOTKH KPOBH JIOMIAOH. I/I3MepeHI/I$I IIPOBOANIIN
B TEPMOCTAaTUPYEMOW sYehKe CIEKTPOPOTOMETpa
Specord UV-Vis ipu 412 uM. B ombiTax peakiuos-
Has cpefa B 2.5 MJ KOHEYHOro o0beMa cofepikaiia
peareHThl B CICAYIOIUX KOMMYESCTBAX: JUCTHILTHPO-
BaHHas Boja — 1.25 mu, 0.1 M. docdarnsiii oydep
(pH 7.6+0.1) — 1 Mz, 0.005 M. 5,5'-nmutrobuc(2-Hu-
Tpoben3oiiHas kuciora) — 0.02 mi, 0.005 M. anerwi-
troxonuH — 0.05 MII, COOTBETCTBYIOIIUI (EepMEHT —
0.01 mn, uccnemxyemoe BemiectBo (0.01 M. pactBop B
JAMCO) — 0.02 mu. [ KOHTPOJIBHBIX OIBITOB pac-
TBOp, conepxamuii GpepMeHT u 5,5'-aurnoduc(2-Hu-
TPOOEH30MHYI0 KHCIIOTY), UHKyOupoBaimu 10 MuH npu
25°C, m3aMepsuTH MTOTIIOIICHHE, TTOCIE YeT0 T00aBIISITH
AICTHITHOXOJNH, CMECh HHKyOHpoBanu 20 MUH mpu
25°C u MOBTOPHO M3MEPSIIH TOIVIOIIEHNE PacTBOPA.
TecToBbIC OIBITHI TPOBOAMIIHA AHAJIOTMYHO, H3HAYAIb-
HO B IIPUCYTCTBUU UCCIIEAYEMOTO coenHeHus. Hru-

OUpYIOIIYIO aKTHBHOCTH coeanHeHus (%) onpeaens-
mu o popmymne (1).

Kontpons — Tect

Wnrubuposanue = %100, (1)

KonTtpons

rae KoHTpons — 3HaueHue MOINIOIIEHUS M3MEpEeHUi
KOHTPOJIBHOTO OTbITa, TecT — 3Ha4eHne MOTIIOIEHUS
M3MEpEeHUH TECTOBOTO ombITa yepe3 20 MuH.

Omnpenesienne aHTUPAAUKAJIBHBIX CBOHCTB coe-
AuHeHnii 1-32 npoBoIMIN C MPUMEHEHHEM METO[a,
onucanHoro B padote [30]. B3aumopeiicTBue aMmuioB
¥ UMUJA30JI0HOB, BUTaMuHa C U TauIOBOM KHUCIOTHI
¢ DPPH’ mpu 25°C wuccrnenoBanu Ha CHEKTPOQOTO-
metpe Specord UV-VIS (I'epmanust) mo n3MeHEHUIO
ontuyeckor MmiotHoctu DPPH® Bo Bpemenu mnpu
520 wm. MUcxomnele xoHuentpamuu: DPPH™ —
0.025x10° wmonb/n, coemuuenmit 1-32 — 1.25%
10> momw/n1. K 2.0 mn pacteopa DPPH" B a6comntor-
HOM MeraHone ao0apmsuin 0.04 MII METaHOJIBHOTO
pacTBOpa HUCCIEAYEMOTrO BEIIECTBA U IMOCJE MepeMe-
[IMBAHUS U3MEPSIIU ONTHYECKYIO IIIOTHOCTh CMECH
yepe3 40 MUH. AHTHpaJUKaNbHYI0 aKTHBHOCTH (APA,
%) ompenensutu o Gopmyiie (2).

Kontpons —Tecr
—_—_—m ><

APA = 100, )

KonTtpons

rne KoHTposib — 3HaueHHE MOMIOLICHUS] U3MEPEHUI
KOHTPOJILHOT'O OIIbITa, Tect — 3HaueHue TIOITIOIICHUA
M3MEpPEHUN TECTOBOTO OmbITa yepe3 40 MuH.
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A new method was developed for the synthesis of 5-arylidene-2,3-disubstituted 4H-imidazol-4-ones by cy-
clization of N-substituted o,B-dehydroamino acid arylamides with N-trimethylsilylimidazole (TMSIM) in
dimethylformamide. The process was carried out by both conventional and microwave heating. Target imid-
azol-4-one was also synthesized by a one-pot method based on the reaction of unsaturated 5(4H)-oxazolone,
arylamine, and TMSIM. The anticholinesterase and antiradical properties of synthesized both arylamides and
4-imidazolones were studied.

Keywords: o,3-dehydroamino acid, arylamides, 4H-imidazol-4-ones, N-trimethylsililimidazole, cholinesterase
inhibitors, antiradical activity
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