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IIpemioxken MeTon cuHTe3a 4-apuiuaeH- 1 -[ o-(IuamkuiIaMuHo ))ankui]-2-penni-4,5-nuruapo- 1 (H)-umua-
3051-5-0HOB U3 N,N-[0-(AraTKniIaMUHO )aaKmi |aMuI0B N'-0eH301II-0l, B-IeTHAPOAMUHOKHUCIIOT C TPUMEHEHUEM
B Ka4eCTBE KOHJICHCHUPYIOIMX areHTOB TPUMETHIIXJIOPCUIIaHA U reKcameTuiarcuiasana. [loiaydeHHsle coe-
JIMHEHHS B PEaKIMsIX C alIKUITaIOTeHUAAMHU U KUCIOTaMU IIPEBPAIAIOTCSI B COOTBETCTBYIOIINE aMMOHUEBBIE
coui. [Tpor3Bo/iHbIC MMH/A3051-5-0Ha M UX YETBEPTUYHBIE AaMMOHHEBBIE COJIM 00JIaJal0T aHTHXOIMHACTEPA3HOM
AKTUBHOCTBIO 110 OTHOILICHHUIO KAK K alleTUIIXOJIMHACTEpase, Tak 1 K Oy THPMIIXOJIUHACTEPa3e, U CHe(DUIHOCTHIO

K Oy THPHIIXOITMHACTEpase.

KuroueBbie cJIoBa: UMH/a3071-5-0H, aHTHXOJIMHICTEPA3HBIC CBOMCTBA, AllCTUIIXOJIMHACTEepas3a, Oy THPUITXOIUH-
acTepasa, aMuibl N-OCH30MII-0,3- IeTHIPOAMHUHOKHUCIIOT, TeTePOLIUKITH3AIINS
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[Ipon3BoaHble MMHIA30J-5-OHA MPOSBISIOT aH-
tubakTepuanpHbie [1], mpoTuBOrpuOKOBBIE [2], TIPO-
THUBOCYIOPOXHBIE [3], IPOTHBOBOCTIAIUTENBHEIE [4],
MIPOTUBOOMYXOJIECBBIC [S] M aHaIBIeTHUECKUE CBOM-
ctBa [6]. HexoTophie u3 HIX HHTHOUPYIOT ITUKJIOOKCH-
reHasy-2 [7], aueTuiaxoiuH- 1 Oy TUPUIXOIUHACTEPa-
3y [8], a Takke HeKoTOpBIe N30(pOPMBI KapOOAHTHIPA3
[9]. Pa3pabGoranbl BapuaHThl CHHTE3a 4-apuinje-
HUMHIA3071-5-0HOB [10]. OmuH w3 HUX — nmeruapa-
Tanus amuaoB N-anui-o,B-IeruIpoaMUHOKHUCIOT B
npucyrcreun ZnCl, [11], CsCO; [12], POCl; [13],
Tpumetmixiopcunana [14], 1,1,1,3,3,3-rekcameTu-
mucwiazana [15], Ouc(TpUMETHICHIIIII)alleTaMuIa
[16]. 4-ApunuaeHNME1a3011-5-0HbI MOKHO TIOTYYHTh
IIPU KUIITYEHUN aMua0B N-anui-o,B-1eruapoaMuHo-
KHUCJIOT B nupuauHe [17], B 3TaHONIE B NPUCYTCTBUU
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kapOoHara kamus [ 18], B yKCyCcHOI KHCTIOTE B IPUCYT-
cTBUH anerara Hatpus [19].

Hamm cunTesmpoBansl  4-apunmneH- 1 -[o-(au-
aNKUJIAMHUHO)ankui |-2-penun-4,5-nuruapo-1(H)-
MMUIa30/1-5-0Hbl U UX YCTBEPTHYHBIC aMMOHHEBBIC
COITM, M3YYEHBl MX AHTHUXOIWHAICTEpa3HbIE CBOWCTBA
st cuHTe3a MMHIA30JI0HOB MMPHMEHSIIH TEeTepPO-
nukm3aniio  N-[o-(IramTKimIaMIHO )aJIKIIT | aMUATOB
N'-3aMemeHHbIX o,B-1eruapoaMHHOKUCIOT. Ha mpu-
Mepe  N-[2-(ammeTtmnamuHo)3TWi|amuga  N'-OeH-
3omi-o,B-neruapodeHnnanaamaa 1 McciaemoBaHa
BO3MOXXHOCTh CHHTE3a COOTBETCTBYIOIIETO 4-OCH3H-
nuaeH-1-[2-(numernnamMuHo)aTuN|-2-pernn-4,5-1u-
runpo-1(H)-umuaazon-5-osa 12 ¢ mpuMeHEHHUEM B
Ka4eCTBE KOHJICHCUPYIOIIUX areHTOB TPUMETHIIXJIOP-
cwiana wm  1,1,1,3,3,3-rekcameTuiigucuiazata
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Tadonauua 1. 3aBucuMocTs Bexona (42)-4-6en3mmuacH- | -[2-(muMeTniiaMuHO )3t |-2-perni-4,5-muruapo- 1 (H)-umumazon-

5-oHa 12 OoT ycnoBUid IPOBEACHUS CUHTE3A U3 COeIUHEHus 1

Ne onbiTa | JleruapaTHpyOLUIUi areHT KonBekunonuoe MUuUKpOBOIHOBOE 00ITydeHNE Brixon
niu ['MJIC HarpeBaHue, 4 Br . coeaunenus 12, %

1 Me;CISi? 2 46

2 Me;CISi6 0.5 23

3 Me;CISi6 1 45.8
4 Me;CISi6 2 62.6
5 Me;CISi6 120 4 36.5
6 Me;CISi6 120 7.5 49.6
7 Me;CISi6 360 2.5 86.2
8 I'MAC® 2 313

2 Cootnotuenue amua 1-Me;CISi 1:3, nabmonaercst o6pasoBanue okcasonona 23.

6 Coornomrenne amu 1-Me;CISi 1:1.2.
® Coornomenne amug 1-I'MJIC 1:2.

(I'MAC) B ycnoBusix KaKk MHKPOBOJIHOBOTO 0OIyYe-
HUS, TaK ¥ KOHBEKIIMOHHOTO HarpeBaHus (Tabm. 1).
B pesynbsrare kunsuenus B cpene JIM®PA cmecu co-
enuHennst 1 1 Me;CISi ipu COOTHOIIEHUH PEareHTOB
1:3 yxe uepes 30 mun ob6pasyercs (o gqanabM TCX)
MIPUMECH 4-0en3unujieH-2-pennnokcazon-5(4H)-
OoHa 23, a NPOAYKT peakuuu 12 mojydyeH ¢ BBIXOJOM
46% (om. Ne 1, tabm. 1). OOpa3zoBaHHE OKCa30J0HA
23 Tpu TeTePOIUKIN3ANA aMUIO0B N-3aMEIICHHBIX
ao,B-neruapoamunokucior ¢ Me;CISi Habiroganoch
panuee [20]. [lo-BumuMoMy, 3TO CBS3aHO ¢ 0Opa3oBa-
HUEM CBOOOJHOIO XJIOPUCTOTO BOJIOPOAA B PEaKLUH
¢ Me;CISi. Ilostomy cooTHomeHne peareHToB 1
n Me;CISi mbl n3mennm 1o 1:1.2 u oxupganu, 4ro
BBIJICJIMBIIMACS B pe3ylbTaTe CHUIMIMPOBAHUS COe-
JUHEHUs 1 XJIOpUCThIM Bomopon OyAeT CBSA3bIBATHCA
TPEeTUYHOW aMuHOrpynmnoi aMmmHoaMuzaa 1. Peaknus
3a 30 MUH TIpUBOAMIA K OOpa30BaHUIO COCIMHEHHMS
12 ¢ Beixogom 23% (om. Ne 2, tabm. 1), a obpa3oBa-
HUs OKcaszosioHa 23 He HaOmoaanoch. C yBeINYCHU-
€M AJUTEIbHOCTH KHUIITYEHUs BBIXOA coenuHeHus 12
Bo3pacTtaert (om. Ne 3, 4, tabm. 1).

B ycnoBusax MUKpOBOTHOBOTO 00yueHus (4 MuH,
120 Bt) coenunrenne 12 momydeHo ¢ BeixomoMm 36%
(om. Ne 5, Tabm. 1). C yBenuueHUEM MPOIOIKUTEIb-
HOCTH WJIM MOIITHOCTH OOJTyYEHUS ITOTYIEHBI JTyUIIne
pesynbrarel (om. Ne 6, 7, tabm.l): mpu oOiaydeHHUH
PEaKIIMOHHON cMecH MOIIHOCTRI0 360 BT B TeueHue
2.5 MuH UMHJA30510H 12 nonydeH ¢ BbIxoaoM 86%.
[Tpumenenune I'MJIC B xauecTBe KOHICHCUPYIOUIETO
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areHTa B yCJIOBUSX KMITAYEHHs PEaKIIMOHHOM CMECH
B JIM®A (2 4) npuBoaut Kk uMuaa3onony 12 (ormr. Ne
8, Tabn. 1) co cpaBHUTEIBHO HU3KHM BbIXOIOM. Mc-
XOMsl U3 MOJYYECHHBIX NaHHBIX, UMUIA30I0HBl 13-22
CHUHTE3UpoBaIu U3 amuHoamuaoB 2—-11 B JIM®DA
npu cootHourenun amua—Me;CISi 1:1.2 B ycnoBusix
KUTISTYCHUS] MM MUKPOBOJIHOBOTO OOIYyYEHUs peax-
IUMOHHOH cMecH (cxema 1, Tabn. 2). CuHTe3 nmua-
30moHOB 12-22 ¢ npumenenneM Me;CISi B ycnoBusix
MHUKPOBOJIHOBOTO OOJYYEHHsI YCKOPSIETCSI B CPEIHEM
ot 18 o 60 pas.

1-AMHHOATKUI-5-UMUIa30510Hb 12—22 B peakuu-
SIX C aJKWITAJIOTeHUJIaMU U KUCJIOTaMHU IpeBpalla-

Tadauua 2. Berxoas! 1-[o-(IHamTKuIaMIHO )a KW [MMAIa-
3051-5-0HOB 13—22 B 3aBUCHUMOCTHU OT BPEMEHH CUHTE3a

Brixon, %

e KUIITYCHUE, 4 obnyucmue,

’ 360 Bt (MuH)
13 71.4 (1.5) 74.4 (4.5)
14 64.2 (2.5) 67.9 (4)
15 78.7 (2) 83.9 (2)
16 75.3 (2) 75.0 (2.5)
17 73.7 (1.5) 66.2 (5)
18 74.5 (2) 87.7 (4.5)
19 75.8 (3) 73.2 (5)
20 76.6 (2.5) 78.6 (6)
21 85.5(3) 85.7 (6)
22 63.5(2) 79.3(7)
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Cxema 1.

(OINNO) R!
s Me;SiCl
C¢Hs NH(CH,),N__ —
HN \ (Me3Si),NH
Ar 1-11

Ar \ P CeHs 0
v ENA
N N(CH,),N 0
\( R! + N\(
C6H5 C6H5
12-22 23
l R2X

CeHs

24-37

1,12, Ar= C¢Hs, n =2, R'= Me; 2, 13, Ar = C¢Hs, n =2, R! = Et; 3,14, Ar = C¢Hs, n =2, N(R'), = nupponmaun-1-un; 4, 15,
Ar = C¢Hs, n =2, N(R'), = moppomun-4-un; 5, 16, Ar = C¢Hs, n =3, R! =Me; 6, 17, Ar = C¢H,Br-4 , n =2, R = Me; 7, 18,
Ar=C¢H,Br-4, n =2, Rl = Et; 8, 19, Ar = C;H,Br-4 , n =3, R! = Me; 9, 20, Ar = C;H,0CH,-4, 7 = 2, R! = Me; 10, 21, Ar =
CeH,OCH;-4 , n = 2, R! = Et; 11, 22, Ar = CH,OCH;-4, n = 3, R! = Me; 24, Ar = C(Hs, n =2, R' = R2 = Me, X = [; 25,
Ar=C¢Hs, n=2,R! =Et, R>=Me, X =1; 26, Ar = C¢Hs, n = 2, N(R'), = nuppomumun-1-un, R?=Me, X =1; 27, Ar = C¢Hs,
n =2, N(R'), = moppomun-4-un, R? = Me, X =1; 28, Ar= C¢Hs, n=3,R' =R?>=Me, X =1; 29, Ar= C(H,Br-4 ,n=2,R! =
R2=Me, X = I; 30, Ar = C¢H,Br-4 , n = 3, R! = R2 = Me, X = I; 31, Ar = C;H,0CH,-4, n = 2, R! = R = Me, X = I; 32, Ar =
CsH,OCH3-4 ,n=2, R!=Et,R?=Me, X=1; 33, Ar= CcsH,OCH;3-4, n =3, R'=R?=Me, X=1; 34, Ar= CeHBr-4 ,n=2,
R! = Me, R? = CH,COOCHj, X = Br; 35, Ar = C¢H,Br-4 , n = 2, R! = Me, R2 = CH,COCHs, X = Br; 36, Ar = CgH,Br-4 ,
n=2,R' = Me, R> = CH,COCH,NO,-4, X = Br; 37, Ar= C;Hg , n =2, R' = Et, R2 = H, X = CL.

IOTCSI B COOTBETCTBYIOILIIME aMMOHUEBLIE conu 24—37.
Crpoenue coenunenni 12—36 moaTBep:kIeHO TaHHBI-
mu AIMP 'H u UK crieKTpocKkonuu.

B pesynbrare peHTreHOCTPYKTYPHOTO HCCIIE0Ba-
HAA 1-[2-(IuMeTniaaMuHO )ITHI |-4-(1n-MeTOKCHOCH3H-
augieH)-2-henun-4,5-nuruapo- 1 (H)-uMuaa3on-5-ona
20 u ruapoxyopuaa 4-0eH3miuicH-1-[2-(auaTHII-
aMuHO )3Twi |-2-hermnn-4,5-nquruapo- 1 (H)-nvmunazon-
5-oHa 37 yCTaHOBIIEHO, YTO MOJIEKYJIbl UMEIOT Z-KOH-
¢urypanmro (puc. 1, 2, radmn. 3). B crpykrype conu 37
AQHMOH XJIOpa CBsSI3aH C MOJIEKYJION BOIOPOIHON CBSI-
3p10 N°-H---Cl!, nnmuna JIOHOPHO-aKIENTOPHOU CBSI-
3u cocranser 3.010(2) A. B TpexmepHOii ymakoBKe
MOJIEKYJI 00eUX CTPYKTYp MEKMOJIEKYISIpHBbIC B3aW-
MOJICHCTBHSI B OCHOBHOM OOYCJIOBJICHBI BaH-JIEp-Ba-
aIbCOBBIMH criiaMH. [1o TaHHBIM KOH(POPMAIIMOHHBIX
pacueToB, B 00EHMX CTPYKTypax BC€ IUKIHYECKHE

(parMeHTBl MJIOCKHE, MAaKCHMalbHOE OTKIOHEHHE
atomoB He mpesbimaer 0.018 A. Amamus kapt pas-
HOCTHBIX DPYypbe-CUHTE30B 3JIEKTPOHHON IJIOTHOCTH
U CPEIHEKBAJAPATUUYHbIE CMEIICHUSI AHU30TPOIHBIX
aTOMOB, TMOJYYEHHBIC MPH PacIIM(PPOBKE CTPYKTYpHI
20, mokazasu, 4To aToOMbl (UMETHIIAMHHO)3TUIHHOMN
TPYMITBI PaclpeeNieHbl B IByX Pa3HbIX, HO OMU3KHUX
no3uuusax. JlanpHelnme pacyeTsl IPOBOAMIIN C yye-
TOM HEYNOPSJOYEHHOCTH C PACHIEINIEHHUEM BBIIIEY-
Ka3aHHOW IpymIsl 10 AByM nosuuusaM. Ilocne yrou-
HEHUS CTPYKTYPHI 3aCEeIEHHOCTh HEYMOPSAOUYEHHBIX
aromoB coctaBuia 0.734 u 0.266.

AHTHUXOJIMHACTEPA3HbIE CBOMCTBA COCIMHEHUH
1237 omnpenensiiv MO OTHOLICHHUIO KaK K alleTUIIXO-
muHacTepaze (AChE), Tak u K OyTHPHIXOJIUHAICTE-
pasze (BuChE). PesynbraThl MOKa3bIBarOT, YTO HawM-
6onee cunbHbIN nHTHONTOPp AChE — coennnenue 34

JKYPHAJI OBIIEM XUMUU Ttom 92 Ne 9 2022
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Puc. 1. O6mmii Bux MoieKyisl coenuaeHust 20 B KpHCTa-
11e. DIUTUIICONIBI AaHN30TPOITHBIX TEIJIOBBIX KoJIeOaHuH
n3o6paxkens! ¢ 50%-Hol BEpOSITHOCTBIO.
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Puc. 2. OOwmwmii By MOJEKYJIbI cOeiMHEHUsE 37 B KPHCTA-
ne. DIUTUICOU/IbI aHU30TPOITHBIX TEIJIOBBIX KOJeOaHUi
n3zobpaxensl ¢ 50%-Hoit BeposTHOCTRIO. BogopoaHas
CBS3b NOKa3aHa NYHKMUPOM.

Tabauna 3. OcHOBHBIE KpUCTAIIOrpapUIecKre XapaKTepUCTUKU U SKCIIEPHUMEHTAJIbHBIE JaHHBIE JUIs coenuHenuii 20 u 37

[Mapametp 20 37
Dopmyna C,1Hy3N;0, [CooHyN;0]°Cl
M 349.42 383.91
CuHroHus MoHoknuHHast MoHoxknuHHas
[IpocTpancTBeHHas rpynna P2,/c P2,/n
a, A 16.083(3), 13.698(3),
b, A 5.9772(12), 9.6996(19),
c, A 21.117(4) 15.670(3)
B, rpan 111.14(3) 95.52(3)
v, A3 1893.4(7) 2072.3(7)
VA 4 4
dyy s T/OM? 1.226 1.230
w(MoK,), mm~! 0.080 0.200
F(000) 744 816
Pa3mep kpucramia, MM 0.16x0.20x0.34 0.20x0.28%0.34
Temneparypa, K 293 293
Usznyuenue, A 0.71073 0.71073
O1mins Omax> TPAA 1.4,30.0 1.9,30.0
O6nacTh CKAHUPOBAHUS 0<h<22;0<k<8;,-29<[<27 |0<h<19;0<k<13;-22<[<21
Uucio u3MEepEeHHBIX OTPaKeHUH 5683 6261
Yucno HabmonaeMsix orpaxenuii ¢ [/ > 2.06(/)] 2292 3324

R, WR,, §

0.0666, 0.1592, 1.00

0.0690, 0.2211, 1.02
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Tadnnua 4. AHTUXOTHUHACTEpa3HbIC CBOUCTBA 1-[®-(IHATKHIAMHAHO)AJIKII |UIMUAa300-5-0HoB 12-14, 16, 17, 19-21 u ux
YETBEPTUUYHBIX aMMOHUEBBIX coieit 24-26, 28, 29, 30-32, 34, 37

1Cs(, MMOTIB/TT
CoenuHeHne A/b
AChE (A) BuChE (b)

12 0.15 0.00011 1364
13 0.10 0.0000077 12987
14 0.093 0.000013 7154
16 0.204 0.00048 425
17 0.056 0.01 5.6
19 0.053 0.0091 5.8
20 0.09 0.031 2.9
21 0.04 0.02 2.0
24 0.21 0.000073 2877
25 0.097 0.000054 1796
26 0.11 0.000022 5000
28 0.26 0.00088 295
29 0.045 0.01 4.5
30 0.09 0.02 4.5
31 0.03 0.017 1.8
32 0.033 0.021 1.6
34 0.021 0.0011 19
37 0.11 0.0000128 8594

(Tabn. 4). CpaBHUTEIBHO BBICOKOEC AHTHUXOJIWHICTE-
pasHoe CBOWMCTBO M CaMYIO BBICOKYIO CEJIEKTHBHOCTD
(12987:1) B orHOmenun BuChE nposeisiet 4-0eH3mi1-
unen-1-[2-(muaTrnamMuHo ))3Tuia |-2-pennn-4,5-quru-
npo-1(H)-umunazon-5-o1 13, Bce ocTambHBIC HCCIe-
JIOBAaHHBIC COCJMHEHUSI MPOSIBISIOT CHEM(MUIHOCTD
o otHomrennto Kk BuChE.

Paccunrannbie (hapMaKOKMHETUYECKHE XapaKTe-
pUCTHKHM Ha oHNaiiH riardopme SwissAdme [21] mo-
Ka3bIBAIOT, YTO coeAnHeHne 13 MacCHBHO MPOXOAUT
yepe3 reMarodHIearnieckuii 6apbep U UMeeT BbI-
COKHI{ TTOKa3aTeh BCACKIBAEMOCTH B JKETYIOYHO-KH-
meyHoM Tpakre. Coequaenne 13 cOOTBETCTBYET KpH-
tepusam Jlunmackoro [22], mo mxkane Abbot (ABS)
[23] moxkazarens OmomoctymHocTH paBeH 0.55. Ero
munoduisHoCTh — 1gP /., 3.94.

OneHKy TOKCHYHOCTH ONpPEACSIA Ha OCHOBE
YeThIpeX KaTeropuil: MyTareHHOCTh, OHKOT'€HHOCTb,
pasmpaxkaromuii 1 penponyktuBHbIE 3ddext. Coe-
nuHeHrne 13 oka3bpIBaeT yMEpEHHBIN pasapakaromui
3¢ ek, ocTaabHbIe TTOKA3aTeNIM OTPHUIIATEIIBHEIC,

Pe3ynbprarel MONEKyIspHOTO JOKHHTa C HCIOJNb-
30BaHMEM TporpaMMHbIX naketoB AutoDockVina u

AutoDockTools cBUmeTEnbCTBYIOT O TOM, YTO CO€-
nuHeHrne 13 B3aUMOJEHCTBYET C AKTUBHBIMHU LICH-
tpamu AChE u BuChE. Ilo npoctpancTBeHHO-9HED-
TeTUYECKUM XapaKTEPUCTUKAM, €ro CIeU(UIHOCTh
k BuChE wusmepsiercs KOHCTaHTOW CBS3BIBAaHUS
2x10% momp !, a cnerudruuHocTh K AChE Ha nopsiiok
Menbie (3x10° Mons™'). ITo jaHHBIM KOH(pOPMAIH-
OHHOTO aHaiW3a, coeanHeHue 13 B3ammopelcTByeT
C aMHHOKHUCJIOTHBIMH OCTaTKaMu, (OPMHUPYIOIIUMHU
yuacTku akTUBHBIX IeHTpoB AChE (puc. 3) u BuChE
(puc. 4), IPEUMYIICCTBEHHO 110 TUAPOGOOHOMY THITY.
Pe3ynbraTel JOKMHra B aleTHIXOIUMHACTEPa3y IIO-
Kazanu B3aumojeiicTre coequnenus 13 ¢ TRP286,
TYR72, TYR341, LEU76 u LEU289, a B OyTupmixo-
nuHACTEepasy — B3aumoneiicTeus ¢ TRP82, TYR332,
HIS438, ALA328, TRP430, LEU268, PHE329,
TRP231, GLY115, GLY116.

Takum o0pa3om, mOKazaHa MPHUTOAHOCTH TPHUMe-
THIXJIOpCHJIaHA TSI CUHTe3a 4-apuinacH-1-[o-(mu-
AJNKAJIAMHHO )Tk |-2-perun-4,5-muruapo- 1 (H)-
AMHAIA30)1-5-0HOB U3 N-[0-(IHaTKHIaMHUHO )aJTKHII |-
amMuioB N'-3aMEIIEHHBIX O, -IeTUIPOaMHUHOKHCIIOT.
[lomyueHHBIE COCAMHEHUS TPOSBIISIOT aHTUXOIUHAC-

JKYPHAJI OBIIEM XUMUU Ttom 92 Ne 9 2022
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(a)

TYR34]

Lﬁuzi
TRP286

©)

TYR
@ a7

Puc. 3. KommiekcoobpazoBanue B aktuBHOM 1eHTpe AChE (a) u 2D kapra kommuiekcooOpa3oBanus (0).

(a)

TRP82

(6)

'H .. HIS
A:438

ALA TYR
A;328 Pk

TRP.
A:430

Puc. 4. Kommiekcoobpaszosanue B aktuBHOM 1ieHTpe BuChE (a) u 2D kapra komruiekcooGpasoBanust (0).

TEp3HBIE CBOMCTBA 110 OTHOIICHUIO KaK K alleTHII-, TAK
U K Oy THPHITXOJTMHACTEpA3e.

OKCIIEPUMEHTAJIbBHA S YACTb

Hcxonnpie amuHOAMUIBI N-3aMeIeHHBIX -0, 3-/1e-
rugpoaMmuHokuciaor 1-11 nomyvanu no merony [24].
Peakiuu B ycJOBHSIX MHKPOBOJIHOBOTO OOJIyYCHHMS
MIPOBOJIMIIA B OBITOBOM MHKPOBOJIHOBOM IE€YH B Tep-
METHYHOM KOHTeWHepe 13 TeioHa.

UK crnexrpsr canManu Ha mpudope Nicolet Avatar
330 FT-IR B BasenunoBoM Macie, criektpbl AMP 'H —
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Ha criekTrpomeTpe Mercury-300 Varian (300 MIm) B
IMCO-dy. Ina TCX ncnonp30Baiy MIaCTUHBI CUITY-
¢don UV-254, samoeHT — O6en3zon—meranon, 5:1 (A), u
npomnad-1-on—Boxa (b), nposiBurens — YO obnyueHue
Y TIaphl HOfa.

JudpakioHHbIe U3MEpEHHUs TPOBOMWIN TIPH
KOMHATHOM TeMIleparype Ha aBTOAH(PaKTOMETpe
Enraf-Nonius CAD-4 (rpadguroBblii MOHOXpoMa-
Top, MoK -u3nyuenue, 0/26-ckanupoanue). I[lpu
00paboTKe SKCIIEPUMEHTATBHBIX JTaHHBIX H3-32 OT-
HOCHUTEJBEHO BBICOKOTO KOX((QHUIIEHTa MOMIOIICHUS
(tabn. 3) coeamHenuss 37 mompaBKa Ha TOTIIOLIE-
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HUE PEHTTCHOBCKHUX Jy4ed MPOU3BEIEHA 110 METOLY
ncu-ckana [25]. CTpykrypsl pacimn@poBaHbl IPSIMbIM
MeTonoM. KoopauHaTel aTOMOB BOAOPOAa YaCTHYHO
OIpENEIIeHbI U3 Pa3HOCTHBIX CUHTE30B Dyphe U yTOu-
HEHBbl He3aBUCUMO. B cTpykrypax coeaunenuit 20,
37 xoopAMHATHI aTOMOB BOAOPOJA AJISI METUIBHBIX U
STHJIBHBIX TPYMI OINpPEAeNIEHbl 10 TeOMETPUYECKUM
pacderaM W YTOYHEHBI 110 MOACTH HAe30HUKA [THA
csizeit C-H 0.96-0.97 A, U (H) = 1.2-1.5U(C)].
CrpykTypsl yTouHeHBl mnonHomarpuuHsiM MHK B
AQHHM30TPOITHOM MPHOIMKEHUH JJISI HE BOAOPOIHBIX
aTOMOB U B U30TPOITHOM — JJIsl aTOMOB Bojopoaa. Bee
pacueTsl MPOBOAMIN C MCIOJIH30BAHHEM KOMILIEKCA
nporpamm SHELXTL [26]. Kpucramnorpadugeckue
JaHHBIE JIeNOHUpOBaHB B KeMOpHIKCKOM IIeHTpe
KpUCTAIIOrpaUIecKuX JaHHBIX, HOMEpPA JIENO3UTOB
s coequnenus 20 — CCDC 1914388, qist coenune-
Hus 37 — CCDC 1914380.

O0mas MeToaMKa CHHTe3a coefnHenuii 12-22.
K pactBopy 0.8 mmomp coorBercTBytomero N-[o-
(mmankwraMuHO )ik |aMmuaa N'-O0eH30mI-0, 3-1eru-
npoaMuHOKHCTTOTE 1-11 mo6asmsmm 1.5 M MDA
(MukpoBoHOBOE 00myuenue) wim 7 mit JIM®DA (koH-
BeKLMOHHOe HarpeBaHue) u 0.96 mmons Me;CISi.
[lomyueHHyto cMech KUTATHIN 1-3 9 wim o0mydanu
B MUKPOBOJTHOBOH Ie4H 2—7 MUH, 3aTeM pa30aBisuu
BomHEIM pactBopoM K,CO; mo pH ~8. Bemasmmit
0CaJI0K OT(UIBTPOBBIBAIIN, TPOMBIBAJIM BOIOW U CY-
IIMIM Ha BO3JyXe, 3aTeM MEePeKpHUCTAIIM30BBIBAIN
n3 sra”ona. [lodydyeHHBIE CBETIO- M TEMHO-KEIThIC
BEIIECTBA PACTBOPSIOTCS B AllETOHE, 3TaHOJe, ITHJI-
arerare, He pacTBOPSIOTCS B BOJE.

[ToGouHbIi NPOAYKT peakuuu 23 BBIACISUIM NPH
N00aBICHNH K PEaKIMOHHOM CMECH BOJHOTO PacTBO-
pa HCI, ordunsTpoBbBaIM U CyIIMIM Ha BO3IYyXE.
Brixon 10%.

(4Z)-4-ben3uauaen-1-[2-(1MMeTHIAMUHO)-
aTmi|-2-penni-4,5-nuruapo-1(H)-umuaazon-5-on
(12). T. mn. 108-110°C, R, 0.70. UK cnektp, v, cM '
1644 (C=C), 1711 (C=0). Cnextp SIMP 'H, §, m. 1.
(/, T'm): 2.05 ¢ (6H, NMe,), 2.33 T (2H, NCH,, J 6.5),
3.82T(2H,NCH,, J 6.5), 7.08 c (1H, =CH), 7.34-7.43
M (3H, C¢Hs), 7.52-7.58 m (3H, C¢Hs), 7.81-7.86 m
(2H, C¢Hs), 8.19-8.24 m (2H, C¢Hs). Cnextp SIMP
BC, 8¢, M. 11.: 44.8, 56.6, 126.8, 127.9, 127.9, 128.1,
129.3,129.7,130.4,131.9, 134.0, 138.6, 162.2, 170.2.
Haiineno, %: C 75.03; H 6.41; N 13.39. C,oH,;N;0.
Breruucieno, %: C 75.21; H 6.63; N 13.16.

(4Z2)-4-bensunuaen-1-[2-(AU3ITHIAMMHO)ITHJI |-
2-penni-4,5-quruapo-1(H)-umuaazon-5-on  (13).
T. mn. 72-74°C, R; 0.42. UK cnektp, v, cM': 1639
(C=C), 1705 (C=0). Cnextp IMP 'H, §, m. 1. (J, ['n):
0.82 T (6H, NCH,CHj;, J 7.1), 2.35 x (4H, NCH,CH3,
J 7.1), 2.46 T (2H, NCH,, J 6.5), 3.80 T (2H, NCH,,
J 6.5), 7.08 ¢ (1H, =CH), 7.32-7.43 m (3H, C¢Hj),
7.50-7.60 m (3H, C¢Hs), 7.85-7.89 m (2H, C¢Hs),
8.19-8.24 M (2H, C¢Hy). Cniextp SIMP '°C, &, M. 1.:
11.4, 46.5, 50.3, 126.6, 127.9, 128.0, 128.1, 129.3,
129.7,130.4, 131.9, 134.0, 138.6, 162.4, 170.3. Haii-
neHo, %: C 75.69; H 7.42; N 12.50. C,,H,5N;0. BoI-
yucieno, %: C 76.05; H 7.25; N 12.09.

(4Z2)-4-benzununen-1-[2-(mupposanaun-1-ui)-
3T ]-2-pennn-4,5-nuruapo-1(H)-umuaazon-5-on
(14). T. mn. 87-89°C, R; 0.67. UK cnekrp, v, cm :
1640 (C=C),1707 (C=0). Cuextp SIMP 'H, §, m. 1.
(/, Tm): 1.61-1.66 m (4H, NCH,CH,), 2.29-2.35 m
[4H, N(CH,),)], 2.53 T (2H, NCH,, J 6.5), 3.85 T (2H,
NCH,, J 6.5), 7.08 c (1H, =CH), 7.32-7.43 m (3H,,),
7.51-7.58 M (3H,,), 7.82-7.87 m (2H,,), 8.20-8.24
M (2H,,). Crnextp AMP 3C, §., m. m.: 22.9; 53.3;
53.4; 126.8; 126.8; 127.9; 128; 128; 128; 129; 129.7,
130.4; 132; 134; 138.6; 162.3; 170.2. Haiineno, %: C
76.13; H 6.54; N 12.60. C,,H,;N;0. Brruucneno, %:
C76.49; H 6.71; N 12.16.

(4Z)-4-ben3uauaen-1-[2-(moppoauu-4-ui)-
3TIi|-2-penni-4,5-quruapo-1(H)-umnaazon-5-on
(15). T. . 115-117°C, R; 0.81. UK cnekrp, v, cM ™
1632 (C=C), 1716 (C=0). Cnextp SIMP 'H, 8, m. 1. (J,
I'm): 2.22-2.27 m [4H, N(CH,),], 2.38 T (2H, NCH,, J
6.3), 3.39-3.44 m [4H, O(CH,),], 3.88 T (2H, NCH,,
J 6.3), 7.09 ¢ (1H, =CH), 7.32-7.44 m (3H, C4Hy),
7.52-7.60 m (3H, C¢Hs), 7.84-7.89 m (2H, Cg¢Hs),
8.20-8.25 M (2H, C¢Hs). Cniextp SAMP '3C, 8¢, M. 1.:
53.0; 56.0; 65.7; 126.8; 127.8; 127.9; 127.9; 128.1;
129.3;129.7;130.5; 131.9; 133.9; 138.5; 162.2; 170.3.
Haiineno, %: C 73.41; H 6.59; N 11.48. C,,H,3N;0,.
Brrancaeno, %: C 73.11; H 6.41; N 11.63.

(4Z2)-4-ben3unanaeH-1-[3-(1uMeTHIAMUHO)IPO-
nuwi|-2-¢penni-4,5-nuruapo-1(H)-ummnaazoii-5-ox
(16). T. mn. 75-78°C, R; 0.42. UK cnektp, v, cM
1644 (C=C), 1707 (C=0). Cnektp AMP 'H, §, m. 1.
(J, Tm): 1.58-1.69 m (2H, NCH,CH,), 2.05 ¢ (6H,
NMe,), 2.18 T (2H, NCH,, J 6.6), 3.76-3.83 M (2H,
NCH,), 7.08 ¢ (1H, =CH), 7.33-7.43 m (3H, C4Hs),
7.52-7.59 m (3H, C¢Hs), 7.81-7.86 m (2H, C¢Hs),
8.19-8.23 M (2H, C¢Hy). Cniextp SIMP '°C, &, M. 1.:
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26.2, 44.7, 55.9, 126.8, 126.85, 127.9, 128.2, 129.4,
129.5, 130.6, 131.9, 134.1, 138.6, 162.1, 170.3. Haii-
aeHo, %: C 75.91; H 7.17; N 12.43. C,;H,;3N;0. Bri-
gucaeHo, %: C 75.65; H 6.95; N 12.60.

(472)-4-(4-bpomoben3nnuaen)-1-[2-(aumerni-
aMHnHO0)3THI]-2-penni-4,5-nurnapo-1(H)-umujaa-
3041-5-0H (17). T. . 99-101°C, R; 0.66. VK cnexrtp,
v, eml: 1647 (C=C), 1715 (C=0). Cnexrp SIMP
'H, 5, m. 1. (J, T): 2.05 ¢ (6H, NMe,), 2.32 T (2H,
NCH,, J 6.5), 3.83 T (2H, NCH,, J 6.5), 7.06 c (1H,
=CH), 7.51-7.59 m (5H,,), 7.81-7.85 m (2H, C¢Hj),
8.13-8.18 M (2H, C¢H,). Cnektp SIMP 13C, &, m. 1.:
44.8, 56.6, 123.5, 125.3, 127.9, 128.1, 129.5, 130.5,
131.1, 133.1, 133.4, 139.0, 162.7, 170.1. Haiinen, %:
C 60.05; H 5.44; N 10.73. C,oH,(BrN;O. Beruucneno,
%: C 60.31; H 5.06; N 10.55.

(4Z)-4-(4-bpomben3unuaen)-1-[2-(au3THIaAMU-
HO)3THJ]|-2-penni-4,5-guruapo-1(H)-umunaazoJi-
5-on (18). T. mn. 134-136°C, R; 0.78. UK cnektp, v,
cm!: 1644 (C=C), 1707 (C=0). Cnextp SIMP 'H, §,
M. 1. (J, I'm): 0.81 T (6H, NCH,CH;, J 7.1), 2.34
(4H,NCH,CH;,J 7.1),2.46 T (2H, NCH,, J 6.5), 3.80
T (2H, NCH,, J 6.5), 7.04 ¢ (1H, =CH), 7.51-7.59 m
(5H,,), 7.84-7.88 m (2H, C4Hs), 8.13-8.18 m (2H,
C¢H,Br). Haiineno, %: C 61.23; H 5.51; N 9.60.
Cy,H,4BrN;0. Beruucneno, %: C 61.98; H 5.67; N
9.86.

(4Z)-4-(4-bpomobensunuaen)-1-[3-(aumeTn-
amMuHo)nponua|-2-gpenui-4,5-guruapo-1(H)-
umMuaa3on-5-on (19). T. mn. 103-106°C, R, 0.40.
UK cmektp, v, cM': 1640 (C=C), 1711 (C=0).
Cnektp AMP 'H, §, m. 1. (J, T'm): 1.58-1.68 M (2H,
NCH,CH,), 2.05 ¢ (6H, NMe,), 2.18 T (2H, NCH,,
J 6.5), 3.77-3.83 m (2H, NCH,), 7.05 c (1H, =CH),
7.51-7.60 m (5H,,), 7.81-7.85 M (2H,,), 8.13-8.17 m
(2H,,). Criextp SIMP 13C, 8¢, M. 1.: 26.1; 44.6; 55.8;
123.5;125.2;127.9;128.1; 129.3; 130.7; 131.1; 133.1;
133.3; 139.0; 162.5; 170.1. Haiigeno, %: C 61.41; H
5.56; N 9.87. C,H»,BrN;0. Beruncneno, %: C 61.17;
H 5.38; N 10.19.

(42)-1-[2-(AumeTuaaMuuo)3Tuial-4-(4-me-
TOKCUOEeH3MJIUueH)-2-penni-4,5-quruapo-1(H)-
uMuIa304-5-0H (20). T. . 108-111°C, R;0.71. UK
crektp, v, cM: 1637 (C=C), 1705 (C=0). Cnektp
SAMP 'H, §, m. 1. (J, T'm): 2.06 ¢ (6H, NMe,), 2.32
T (2H, NCH,, J 6.6), 3.81 T (2H, NCH,, J 6.6), 3.85
¢ (3H, OMe), 6.90-6.95 m (2H) u 8.17-8.22 m (2H,
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C¢H,0), 7.05 ¢ (1H, =CH), 7.51-7.58 m (3H, C¢Hs),
7.79-7.85 m (2H, C¢Hs). Criextp SIMP 13C, (., m. 1.
44.8, 54.6, 54.6, 56.7, 113.6, 126.9, 127.1, 127.1,
127.8,128.0,129.9,130.2, 133.8, 136.7, 160.6, 170.1.
Haiineno, %: C 71.37; H 6.42; N 12.16. C,;H»3N;0,.
Brrancaeno, %: C 72.18; H 6.63; N 12.03.

42)-1-[2-(Amd>THaamuno)3tuia|-4-(4-MeToKcu-
Oensuanaen)-2-penun-4,5-quruapo-1(H)-umuga-
3041-5-0H (21). T. . 138—-140°C, R;0.66. UK cnexTp,
v, em ! 1640 (C=C), 1703 (C=0). Cnexrp SIMP 'H,
o, M. 1. (J, I'm): 0.82 T (6H, CHs, J 6.90), 2.35 x (4H,
CH,, J 7.32), 2.47 T (2H, NCH,, J 6.79), 3.78 T (2H,
NCH,, J 6.7), 3.85 ¢ (3H, CH;0), 6.90-6.95 m (2H,
C¢Hy) 7.04 ¢ (1H, C=CH), 7.47-7.58 m (3H, C¢Hs),
7.80-7.87 m (2H, C¢Hs), 8.16-8.22 m (2H, C4Hy).
Cnexrp AMP 13C, Oc, M. a.: 11.4, 46.6, 50.4, 54.6,
113.6, 126.9, 126.9, 128, 130, 130.2, 133.8, 136.8,
160.6, 160.9, 170.2. Haiineno, %: C 73.49; H 7.52; N
11.41. C53H,7N50,. Beruucneno, %: C 73.18; H 7.21;
N 11.13.

42)-1-[3-(AnumeTnaamuHo)nponu|-4-(4-me-
TOKcHOeH3nauaeH)-2-penun-4,5-quruapo-1H-
umMuaazon-5-on (22). T. . 112-114°C, R; 0.45.
UK cnexrp, v, cMm: 1640 (C=C), 1705 (C=0).
Cnextp SIMP 'H, §, m. 1. (J, I'm): 1.58-1.68 m (2H,
NCH,CH,), 2.05 ¢ (6H, NMe,), 2.17 T (2H, NCH,,
J 6.6), 3.75-3.82 m (2H, NCH,), 3.85 ¢ (3H, OMe),
6.90-6.96 m (2H) u 8.17-8.22 m (2H, C;H,0), 7.05
¢ (1H, =CH), 7.51-7.58 m (3H) u 7.79-7.84 m (2H,
C¢Hs). Cnextp AMP 13C, O¢c, M. 1.0 26.3; 44.6; 54.6;
55.9; 113.6; 126.9; 127.0; 127.05; 127.8; 128.1; 129.7,
130.3; 133.8; 136.7; 160.5; 160.7; 170.1. Haiineno,
%: C 72.96; H 6.61; N 11.73. C5,H,5N;0,. Beruucne-
HO, %: C 72.70; H 6.93; N 11.56.

KBarepuuszanusi umuaasosono 12-22. K pac-
tBOpy 0.86 MMomp umupazomoHa 12-22 B 10 mn
alleToHa J00aBisuid 1.3 MMOJIb MOAMCTOIO METHIIA,
MeTuiopomarerara, (heHuaopomarerara uia (n-Hu-
Tpodenni)opomanerara. [lonydenHyio cMech ocTaB-
nsA Ha 24 9 Ipu KOMHaTHOM Temrieparype. O0paso-
BaBIUICS 0CaJ0K OT(UIBTPOBBIBAIA U CYIIWIH Ha
BO3/yXe, 3aTe€M MEePEKPHUCTAIIN30BBIBAIN U3 ATAHOJIA.
Coennnenus 24—37 pacTBopsAOTCS B BOJIE, HEPACTBO-
pUMBI B allCTOHE.

2-[(4Z)-4-bensnnuaen-5-oxkco-2-penun-4,5-
auruapo-1H-umunaszon-1-unia]-N,N,N-TpumeTui-
sraHaMuHuii womua (24). Beixom 89%, T. mi
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275-277°C, R;0.78. UK cnektp, v, cM': 1632 (C=C),
1703 (C=0). Cnekrp AMP 'H, §, m. 1.: 3.29 ¢ (9H,
NMes), 3.73-3.80 m (2H, NCH,), 4.154.22 m (2H,
NCH,), 7.17 ¢ (1H, =CH), 7.36-7.46 m (3H,,),
7.63—7.68 m (3H,,), 7.91-7.97 m (2H,,), 8.22-8.27
M (2H,,). Haiineno, %: C 54.35; H 5.44; 1 27.69; N
8.89. C,H4IN;O. Brruncneno, %: C 54.67; H 5.24;
127.51; N9.11.
2-[(42)-4-ben3nauaeH-5-oxco-2-penuna-4,5-
auruapo-1H-umunazon-1-uia]-N-metnia-N,N-qu-
sTWINTaHaMuHuitnoaua (25). Beixox 71.4%, T. m.
157-160°C, R;0.76. UK cnextp, v, cM': 1637 (C=C),
1700 (C=0). Cnexrp SIMP 'H, §, m. 1. (J, 'm): 1.28
T (6H, CH,CH;, J 7.1), 3.13 ¢ (3H, NMe), 3.47-3.60
M (6H, NCH,), 4.124.19 m (2H, NCH,), 7.17 ¢
(1H, =CH), 7.36-7.46 m (3H,,), 7.63-7.69 m (3H,,),
7.91-7.97 M (2H,,), 8.22-8.27 m (2H,,). Haiineno, %:
C 56.15; H 5.35; 1 26.18; N 8.36. C»3H,4IN;0O. Bri-
yucieno, %: C 56.45; H5.77;125.93; N 8.59.
1-{2-[(4Z2)-4-ben3naugen-5-oxkco-2-penunJ-
4,5-nuruapo-1H-umuaaszon-1-uwia)drun}-1-meTui-
nuppouauHuiinogua (26). Beixox 71.5%, 1. m.
195-198°C, R;0.78. UK cnektp, v, cm L 1644 (C=0),
1707 (C=0). Cnextp AMP 'H, §, m. 1.: 2.13-2.26 m
(4H, NCH,CH,), 3.22 ¢ (3H, NMe), 3.63-3.85 m (6H,
NCH,), 4.17-4.24 m (2H, NCH,), 7.17 ¢ (1H, =CH),
7.36-7.46 m (3H,,), 7.63-7.69 m (3H,,), 7.91-7.98
M (2H,,), 8.22-8.27 m (2H,,). Cunekrp SIMP !3C,
Oc, M. a.: Haiigeno, %: C 56.29; H 5.54; 1 25.78; N
8.42. Cy3Hy4IN;O. Brruucneno, %: C 56.68; H 5.38;
126.04; N 8.62.
4-{2-[(4Z2)-4-ben3unauneH-5-oxco-2-gpenn-
4,5-nuruapo-1H-umuaaszon-1-uia]3run}-4-MmeTui-
mopdonunuiinonny (27). Beixog 59.6%, T. mi.
250-253°C, R;0.80. UK cnextp, v, cM™': 1640 (C=C),
1705 (C=0). Cnekrp IMP 'H, §, m. n.: 3.37 ¢ (3H,
NMe), 3.61-3.73 m (4H, CH,, C;HgNO), 3.85-4.04 m
(6H, NCH,, C4;HgNO), 4.19-4.26 m (2H, NCH,), 7.17
c (1H,=CH), 7.36-7.47m (3H,,), 7.64-7.69 m (3H,,),
7.92-7.98 m (2H,,), 8.22-8.27 m (2H,,). Haiineno,
%: C 55.13; H 5.44; 1 25.53; N, 8.61. Cy3H,(IN;0,.
Breraucneno, %: C 54.88; H 5.21; 125.21; N 8.35.
3-[(4Z2)-4-ben3unnuaen-5-oxco-2-penni-4,5-1u-
ruapo-1H-umunazou-1-ua]-N,N,N-TpumMeTHINPO-
nan-1-amunuiinonna (28). Brxom 78.6%, T. 1.
141-143°C, R;0.78. UK cnektp, v, cM': 1640 (C=C),
1695 (C=0). Cnextp SAMP 'H, §, m. a. (J, T'n):

2.06-2.17 m (2H, NCH,CH,), 3.16 ¢ (9H, NMe;,),
3.49-3.57 m (2H, NCH,), 3.83 T (2H, NCH,, J 6.8),
7.14 ¢ (1H, =CH), 7.35-7.46 m (3H,,), 7.61-7.66 m
(3Hyu,), 7.87-7.93 M (2H,,), 8.22-8.27 m (2H,,). Haii-
neHo, %: C55.75; H5.32;126.44; N 8.57. C5,H,IN;O.
Breraucneno, %: C 55.59; H 5.51; 126.70; N 8.84.

2-[(4Z)-4-bpomoOeH3UANAEH-5-0KCO-2-(PeHUI-
4,5-nuruapo-1H-umuaazon-1-uia]-N,N,N-Tpume-
TWRTaHaMmuHuinoaua (29). Beixox 92.5%, T. m.
267-270°C, R; 0.79. UK cnektp, v, cm': 1642
(C=C),1707 (C=0). Cnextp AMP 'H, §, m. a.: 3.28
¢ (9H, NMe,), 3.72-3.79 m (2H, NCH,), 4.13-4.22
M (2H, NCH,), 7.14 ¢ (1H, =CH), 7.55-7.59 m (2H)
n 8.16-8.21 m (2H, C¢H,Br), 7.63-7.68 m (3H) u
7.90-7.95 m (2H, C4Hs). Haiineno, %: C 47.11; H
4.35; Br 14.45; 1 23.69; N 7.58. C,;H,;BrIN;O. BeI-
yuciieno, %: C 46.69; H 4.29; Br 14.79; 1 23.49; N
7.78.

3-[(4Z2)-4-bpomOeH3uINAEH-5-0KCO-2-(PeHUT-
4,5-nuruapo-1H-umugazon-1-ua]-N,N,N-Tpume-
Tuianponan-1-amunniitnonua (30). Beixog 95%, T. .
192-195°C, R;0.76. UK cniektp, v, cm 1 1640 (C=C),
1696 (C=0). Cnextp AMP 'H, 8, m. a. (J, I'n):
2.05-2.16 m (2H, CH,), 3.15 m (9H, NMe;), 3.49-3.56
M (2H, NCH,), 3.83 Tt (2H, J 6.8, NCH,), 7.11 ¢ (1H,
=CH), 7.54-7.59 m (2H) u 8.16-8.21 m (2H, CcH,Br),
7.62-7.66 m (3H,,), 7.86-7.91 m (2H,,). Haiine-
Ho, %: C 48.05; H 4.29; Br 14.11; 1 23.15; N 7.35.
Cy,H,sBrIN;O. Brruncneno, %: C 47.67; H 4.55; Br
14.42;122.90; N 7.58.

2-[(4Z2)-4-MeTokcuOeH3nINIeH-5-0KCO-2-(De-
HunI-4,5-nuruapo-1H-umuaazon-1-ui1)-N,N,N-Tpu-
MeTwnTaHamuHuiinonua (31). Beixox 95%, 1. .
268-271°C, R; 0.76. UK cnekrp, v, et 1640
(C=C), 1696 (C=0). Cnexrp SIMP 'H, 8, m. 1.: 3.28
¢ (9H, NMey), 3.71-3.78 m (2H, NCH,), 3.87 ¢ (3H,
OCH;), 4.13-4.21 m (2H, NCH,), 6.94-6.99 m (2H) n
8.20-8.25m(2H, CcH,0),7.14 ¢ (1H,=CH), 7.61-7.66
M (3H, C¢Hs), 7.89-7.94 m (2H, C¢Hs). Haiineno,
%: C 54.15; H 5.33; 1 25.57; N 8.55. C5,H,4IN;0,.
Beraucneno, %: C 53.78; H 5.13; 125.83; N 8.29.

2-[(4Z)-4-MeTokcuOeH3NIUIEH-5-0KCO-2-(De-
Huia-4,5-nuruapo-1H-umuaa3zon-1-uia]-N-metuJi-
N,N-mmyTuTanamuduiinonun (32). Berxon 70.7%,
T. 1. 200-203°C, R; 0.78. UK cnektp, v, cM': 1640
(C=C);1690 (CO-1mukmn). Crexrp SIMP 'H, 8, m. 1. (J,
I'm): 1.28 T (6H, CH,CHj;, J 7.1), 3.11 ¢ (3H, NMe),
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3.46-3.55 m (6H, NCH,), 3.87 ¢ (3H, OCHj3), 4.10—
4.17 m (2H, NCH,), 6.94-6.99 m u 8.20-8.25 m (4H,
C¢Hy), 7.14 ¢ (1H, =CH), 7.62—7.66 m 1 7.88-7.93 m
(5H, C¢Hy). Criextp SIMP 3C, &, m. a1.: Haiineno, %:
C 5591; H 6.25; 124.02; N 7.65. C,4H;(IN;0,. BbI-
yucaeHo, %: C 56.29; H 6.05;123.79; N 7.88.

3-[(4Z2)-4-MeTokcubeH3nIuIeH-5-0KCO-2-(pe-
HuI-4,5-nuruapo-1H-umuaazon-1-ui]-N,N,N-Ttpu-
MeTuianponan-1-amunuiinonua (33). Berxon 90.5%,
T. 1. 147-150°C, R; 0.78. UK cnektp, v, cM': 1640
(C=C), 1687 (C=0). Cnextp IMP 'H, §, m. 1. (J, T'w):
2.05-2.17 m (2H, NCH,CH,), 3.16 ¢ (9H, NMe;,),
3.49-3.57 m (2H, NCH,), 3.82 T (2H, NCH,, J 6.7),
3.86 ¢ (3H, OCH;), 6.92-6.98 m (2H) u 8.19-8.25
M (2H, C¢Hy), 7.10 ¢ (1H, =CH), 7.59-7.66 m (3H)
n 7.85-7.90 m (2H, C4Hs). Haiineno, %: C 54.43; H
5.37; 124.87; N 8.15. Cy3Hy3IN;0,. Beruucneno, %:
C 54.66; H 5.58; 125.11; N 8.31.
N-{2-[(4Z)-4-(4-BpomOeH3uJIHAeH)-5-0KCO-
2-penunn-4,5-neruapo-1H-umuaazou-1-uwia|3tui}-
N,N-aumeTu1-2-MeTOKCH-2-0KCOITAHAMUHUIAOPO-
muja (34). Boixon 80%, 1. . 197-200°C, Ry 0.62.
UK cnektp, v, cM': 1640 (C=C), 1715 (C=0 muxkn),
1755 (C=0, cn. a¢up). Cniextp SIMP 'H, §, m. 1.: 3.47
¢ (6H, NMe,), 3.81 ¢ (3H, OCH;), 3.96-4.03 M (2H,
NCH,), 4.20-4.27 m (2H, NCH,), 4.86 ¢ (2H, NCH,),
7.14 ¢ (1H, =CH), 7.54-7.59 m (2H) u 8.16-8.21 m
(2H, C¢Hy), 7.62-7.67 m (3H) u 7.91-7.97 m (2H,
C¢Hs). Haiineno, %: C 50.31; H 4.75; Br 29.17; N
7.53. C3H,sBr,N3;05. Berauciieno, %: : C 50.11; H
4.57; Br 28.99; N 7.62.
N-{2-[(4Z)-4-(4-bpomMOeH3UIHTEH)-5-0KCO-
2-pennii-4,5-nernapo-1H-umuaazon-1-ua|dtun}-
N,N-1nMeTnI-2-0KCc0-2-(pe HNIITAHAMHUHUIOPO-
muz (35). Beixox 90.3%, 1. mn. 230-232°C, R; 0.62.
UK cnextp, v, em: 1640 (C=C), 1685 (PhC=0),
1707 (C=0 uukmn). Crekrp AMP 'H, §, m. 1.:3.52 ¢
(6H, NMe;), 4.03—4.09 m (2H, NCH,), 4.25-4.32 M
(2H, NCH,), 5.73 ¢ (2H, NCH,), 7.08 ¢ (1H, =CH),
7.52-7.60 m (7TH,,), 7.64-7.70 m (1H,,), 7.89-7.94
M (2H,,), 8.00-8.05 m (2H,,), 8.13—8.17 m (2H,,).
Haiigeno, %: C 56.55; H 4.24; Br 27.01; N 7.37.
C,sH,,Br,N;0;3. Beraucieno, %: C 56.30; H 4.56; Br
26.75; N 7.03.
N-{2-[(4Z2)-4-(4-bpomMbeH3UIHTEH)-5-0KCO-2-
dbenunn-4,5-neruapo-1H-umugazon-1-uia|dTuia}-
N,N-1umeTni-2-0kco-2-(4-HuTpoeHuJ1 )3 TAaHAMH-
Huiiopomua (36). Brixox 87.5%, 1. . 199-201°C,
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R 0.62. UK cnekrp, v, eM 't 1632 (C=C), 1690
(CH,C=0), 1707 (C=0 uukn). Cnextp IAMP 'H, §,
M. I.: 3.54 ¢ (6H, NMe;), 4.03—4.10 m (2H, NCH,),
4.28-4.35 m (2H, NCH,), 5.95 ¢ (2H, NCH,), 7.08
¢ (1H, =CH), 7.53-7.61 m (5H,,), 7.90-7.95 m (2H,
Ce¢Hs), 8.12-8.17 m (2H, C4H,), 8.28-8.33 m (2H,
C¢H,Br), 8.35-8.39 m (2H, C4H,Br). Haitneno, %: C
52.17; H 4.44; Br 24.56; N 8.45. C,5H,4Br,N,O,. BeI-
gucneHo, %: C 52.36; H 4.08; Br 24.88; N 8.72.

2-[(4Z2)-4-ben3nanaen-5-oxco-2-pennia-4,5-1u-
ruapo-1H-umuaazon-1-uia]-N,N-nustuisranamu-
nuii xaopua (37). K pacreopy 0.86 MMons mmuaa-
3omoHa 13 B 10 mi amerona moGasmsumu 0.86 MMomb
3(UPHOTO pacTBOpa XIJIOPUCTOTO BOJOPOAA M OCTaB-
JISTH Ha CYTKU TIPH KOMHATHOU Temmeparype. O0pa-
30BaBIIMIACSA OCAIOK OT(HUIBTPOBBIBAIIHN, TPOMBIBAIN
JUITHIIOBBIM (UPOM H CYIIHIN B BaKyyM-dKCHKATO-
pe. Bexon 60%, T. ut. 249-253°C, R 0.74.

Onpesesienne aHTHXOJIMHICTEPA3HBIX CBOHCTB
coennnenmnii 12-14, 16, 17, 19-21, 24-26, 28, 29,
30-32, 34, 37. AHTUXOIMHOICTEPa3HBIC CBOMCTBA
CUHTE3UPOBAHHBIX COCIUHECHUHN ONpENeIsii C TpH-
MEHEHHEM METOJIa, OMMCAaHHOTO B padore [27]. B uc-
cienoBaHusIX mpuMeHsuti sputporurapayo AChE n
rutazmMeHHyto BuChE venoseka. M3mepenus nmpoBou-
T B TEPMOCTATHPYEMOH siYeiKe CIeKTpodoTOMETpa
Specord UV-Vis nipu 412 uM. B 2.5 M peakiiuoHHO#M
Cpeabl HAaXOIWINCh PEareHThl: JUCTUILIMPOBAHHAS
Boga — 1.25 mu, 0.1 M. docdarnsiii Oypep — 1 mu
(pH 7.6+0.1), 5,5'-nutnoduc(2-HUTpoOEH30MHAS KUC-
mora) (DTNB) — 0.02 Mz (0.005 Moinb), aneTUaTHO-
xomH — 0.005 M (0.005 Moinb), COOTBETCTBYIOITHI
¢depment — 0.01 M1 ¥ uUCClieyeMOe BEIIECTBO —
0.02 ma (0.01 mons B AIMCO). [Ing KOHTPOIBHBIX
ombIToB pactBop ¢ pepmentom u DTNB unkyoOupo-
Banmu 10 muH mipu 25°C, U3MepsIu MOTJIONIEHUE, Mo-
cJie 4ero Jo0aBIsIN aleTHITHOXONUH. CMech MHKY-
oupoBaim 20 MuH 1pu 25°C U MOBTOPHO M3MEPSUIIH
MOIVIONIEHHE PacTBOPa. TeCTOBBIC OIBITHI MPOBOANIN
AHAJIOTHYHO B MPHUCYTCTBUH MCCIEAYEMOTO COeINHE-
HUs. THrHOMpyYIONyI0 akTUBHOCTH coennHeHus (%)
onpeaessu o Gopmysie (1).

Kout-T
WNurubuposanmne = DOHTZ Teet 100, (1)
Kont

rne KoHnt — nmomiomienue B KoHTpoje, Tect — momio-
ieHue B omnpiTe yepes 20 MUH.
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TpexmepHas MONeKyJIsIpHasi MOJIEJIb OblIa IIOCTPO-
ena no nporpamme ChemOffice, Bepcust 13.0 [28].
MuHUMH3AIMIO W CTA0WIU3aIui0 MoyueHHoW 3D
CTPYKTYpPBI MIPOBOJIMIIN C HCIIOJIb30BAaHHUEM CHIIOBBIX
roster MM2 [29]. MonekymisipHas MOIETh HCCIEHy-
€MOT0 COeIMHEHHUs coxpaHeHa B (opmarax *.PDB u
* SMILES. Monekynsipasie Mmoaenu AChE u BuChE
B3sTHI U3 0a3wl JaHHBIX RCSB [30].

JIOKMHT TIPOBOIWIM C HCIOJIB30BAHMEM IIPO-
rpaMmMHBIX TTakeToB AutoDockVina n AutoDockTools
[31] m MmeTOIMKH «cIeroi crmocody». CTaTuCTHIeCKast
JOCTOBEPHOCTh DE3YyJIbTaToOB JOKHWHTa obecreueHa
5-kpaTHOH MOBTOPsieMOCThI0 20 HauaNbHBIX KOH(OP-
Maruii ¢ 00beMOM TPOCTPAHCTBEHHOTO IOWCKA, HE
npessimaromero 27000 A3, 3nauenne KOHTHHYYMa
ucuucienuii paso 500.

KoH(popManmoHHbIH aHATN3 TPOBOMIIH C UCTIONb-
30BaHMeM mporpammbl Discovery Studio Visualizer
v19.1.0.18287 [32]. ®usuko-xuMuueckue u (papma-
KOKHHETHYCCKUE IMapaMeTphbl HMCCICIYEMbIX COEIU-
HEHUU OIpeNessIv C UCIOJIb30BaHUEM OHJIAMH IUIaT-
¢dopmbr SwissADME [21].
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A method for the synthesis of 1-dialkylaminoalkyl-2-phenyl-4-arylidene-5-imidazolones from N-benzoyl-o,3-de-
hydroamino acid dialkylaminoalkylamides using trimethylchlorosilane and hexamethyldisilazane as dehydrating
agents was proposed. The synthesized imidazolones were converted into the corresponding ammonium salts by
reacting with various alkyl halides and acids. The anticholinesterase properties of 1-dialkylaminoalkyl-2-phe-
nyl-4-arylidene-5-imidazolones and their quaternary ammonium salts were studied. It was found that the studied
substances have anticholinesterase activity and are mainly specific for BuChE.

Keywords: 5-imidazolone derivatives, anticholinesterase properties, acetylcholinesterase, butyrylcholinesterase,

N-benzoyl-a,B-dehydroamino acids amides, heterocyclization
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