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CuHTEe3UpOBaHa CepHsi XAIKOHOB C Pa3INuHbIMU 3aMECTUTEIISIMU, & TAK)KE HOBBIC IIUPA30JIbl U MUPA30JIMHbBI HA
nx ocHoBe. [Inpa3oiibHbIC TPONU3BOIHBIC MOTyUaITH Yepe3 00pa30BaHKe MPOMEKYTOUHBIX ATIOKCH/IOB XaJIKOHOB C
MOCJICAYIOIIMM UX B3aMMOJCHCTBUEM C THIIPA3UHOM, a TAKKe HUKIIU3ALKeN XaIKOHOB C ruapa3uHoM. M3yuena
MIPOTUBOMUKPOOHAS aKTUBHOCTD MOJY4EHHBIX COeIMHEeHH. HEeKOTOpbIe 13 XaJIKOHOB MPOSIBUIIN aHTUOAKTEPH-
AIBbHYIO aKTUBHOCTb, HANOOJIeE BRIPAKEHHO — B OTHOIICHUH K OakTepusm Staphylococcus sp. Smg2. Cunre-
3MPOBaHHBIC MUPA30IBHBIC COSJMHEHNUS MPOSBIIIN IIPOTHBOMHUKPOOHYIO aKTHBHOCTb, OOJIee 4yBCTBUTEILHBIMU
K TaHHBIM coeinHeHusM okazanuch Candida albicans ATCC 10231 u Staphylococcus aureus ATCC 6538.
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BBEJIEHUE

XaNKoHBI — MPUPOJHBIE COCIUHEHUS, OTHOCSIIH-
ecsl K Kiaccy (naBoHOHIOB. B cocTaB XamKoHOB BXO-
JST 2 OEH30JIBHBIX KOJbIIA, CBSI3aHHBIX JPYT C APYTOM
0,3-HEeHACHIICHHBIM KapOOHHUJIBHBIM (ParMEHTOM.
Hanublii pparmeHT oOyclaBiuBaeT OOJIBIIOE YUCIIO
Pa3NUYHBIX XUMHUYECKUX IPEBPALCHUH, B KOTOPBIX
MOTYT y4acTBOBaTh XaJIKOHbI. Haubonee pacnpocrpa-
HEHBI PEAaKIMU LUKIM3aLUN C Pa3IMYHBIMU a30TCO-
Jep KalluMU pearcHTaMu.

Kak u apyrue ¢aBaHOMIBI, XaTKOHBI 00NaTaIOT
Pa3IMYHBIMHA BHJIaMU OHOJOTMYECKOW aKTHBHOCTH.
Hanpumep, oHM TPOSBISIOT 3HAYUTEIHHYIO MPOTH-
BOPaKOBYIO aKTHBHOCTH [1-3], 00mamaroT mpoTHBO-
BOCHIAIUTENBHBIM JieiicTBueM [4, 5], HHTHOUTOPHOMN
AKTUBHOCTBIO B OTHOIICHWU PA3IUYHBIX (PEpPMEHTOB
[6-8]. Cpenu ApyruX BHIOB OMOJIOTHYECKOW aKTHB-
HOCTH MOXXHO OTMETHUThH MPOTHBOMAISPUIHYIO, aH-
THOKCHJAQHTHYIO U TEMaTONPOTEKTOPHYI0 aKTHBHOCTh
[9-11]. OgHako OONBITMHCTBO UCCIICIOBAaHUN OHOJIO-
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THYECKOM aKTHBHOCTH XalIKOHOB CBSI3aHO C M3Y4CHU-
€M aHTHOAKTepHaTHbHOU U aHTH(YHTATBHON aKTHBHO-
CTH.

HeoOxoauMocTh pa3paboTKy HOBBIX aHTHOAKTEPH-
aJlbHBIX TPEnapaToB BbI3BaHa MOSBICHUEM IITaMMOB
OakTepuii, yCTOWYMBBIX K CYyIIECTBYIOIIMM JEeKap-
CTBEHHBIM U JIC3MH(QUIMPYIOMINM cpencTBaM. HoBbie
XaJIKOHBI TECTUPYIOTCS KaK B KadeCTBE yCHJIUTeNei
y’Ke€ CYIIECTBYIOUIMX aHTHOAKTEPHAIBHBIX CPEICTB
[12], Tak 1 B KauecTBE HOBBIX mpemnaparos [13, 14].

JpyruM MIMPOKO PacHpOCTPAHEHHBIM KJIACCOM
NPUPOIHBIX COEIUHEHHUH, BBI3BIBAIOIIUM OOJIBILION
HHTEPEC, SBISIOTCS A30TCOACPIKAIINE TeTePOLMKIIU-
yeckue BemecTBa. JlaHHbBIE COEAMHEHHS LIMPOKO
MPUMEHSIOTCS. B KQUECTBE JICKAPCTBEHHBIX CPEACTB
paznanyHOro HazHadeHud. OTHUMU U3 TaKUX COEIHE-
HUH, 00Nagaonmx MHUPOKUM CHEKTPOM OHMOJIOTHYe-
CKOM aKTMBHOCTH, SIBJISIIOTCS] IPOU3BOIHBIC TTMPA30J1a
[15, 16]. Llenbto naHHOW pabOTHI SBISETCS TIOTYYCHHE
HOBBIX TUPA30JILHBIX POU3BOAHBIX HA OCHOBE XaJIKO-
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Cxema 1
O CHO
KOH, EtOH
X | "CH; + X )
—R | —R rt, 2 9
F F

la—g

R!'=4-NO; (a, b), 2-Br (¢, d), 4-Ph (e), 4-OMe (f, g);
R?>=2,4-OMe (b, e, f), 2,6-CHj3 (a, ¢, g), 4-Br (d).

HOB U HU3YUYCHHC HX HpOTPIBOMPIKpO6HOI>i AKTHUBHOC-
TH.

B nutepatype onmucaHo MHOXKECTBO CITOCOOOB TIO-
JTydeHust XaIKoHOB [17—-19]. B 6onpmmHCTBE CIy4dacn
WX CHHTE3 OCYIIECTBIISIOT M0 KJIaCCUYECKON METOTUKE
¢ ucnonbp3zoBanueM peakiuu Kisitzena—IlImuara —
KOHJIeHCaIluel anleTroeHoHa 1 OeH3aIbIeru/ia B IIPU-
CYyTCTBUM LIEIOYM B BOAHO-COUPTOBOM cpeme [20].
JlaHHBII cI0CO0 OTIIMYAeTCsl MPOCTOTOM MPOBEICHUS
CUHTE3a, OBICTPOTON MPOTEKAHUSI PEAKIIUU U JOCTYII-
HOCTBIO MCXOIHBIX peareHToB. [loaToMy naHHBIA Me-
TOJ] OB BEIOpAH IS TOTyYEHUS XaJIKOHOB M B HACTO-
sIIer padore.

PE3VJIBTATBI U OBCYXIAEHUE

CuHTE3 XaJIKOHOB MPOBOJIWIM HA OCHOBE METO/U-
ku [21]. Peakiuio npoBOAWIN MPU KOMHATHOM TeM-
reparype ¢ WCIOJNB30BaHUEM CTEXHOMETPHUYECKHIX
KOJIMYECTB MCXOHBIX BEIIECTB M M30BITKA TBEPIOTO
ruapokcuaa kamms (cxema 1). Uepes 5—10 muH mo-
CJIe HavaJla Peakini OKpacka CMECH U3MEHSIACh, UTO
CBUJICTEIHCTBOBAJIO O MPOTEKAHUH XUMUYICCKOU pe-
akmu. KOHTPOITh 32 XOZI0M PEaKITUH OCYIIEeCTBIISLIN C
nomotipio TCX, BBIXOIBI XaJIKOHOB la—g cocTaBmIH
51-78%.

Ji1s mony4eHust Tupa3oJioB U3 XaJIKOHOB ObLT IIPHU-
MEHEH crmoco0 [22] B3anMOmeHCTBHSI SITOKCHIOB Xall-

KOHOB C TMJIpaToOM TMJpa3vHa. DMOKCH] 3 MOIydaiu
MIpU B3auMOACHCTBUH XaidKoHa 2 ¢ 30%-HbIM BOIHBIM
pactBopom H,O, B yCIOBHSX LIEIOYHOIO KaTajn3a.
Brixon smokcupga coctaBuin 85%. 3areMm coemmHe-
HUE 3 BBOJAWIM B PEAKIIMIO C THAPATOM THPa3HHA U
koH1. H,SO, (cxema 2). Beixon nenesoro nupasona 4
coctaBui 49%.

[To omucaHHON BBIIIE METOTUKE OBLTH TIOTYYECHBI
COOTBETCTBYIOLME MUPA30Jbl U3 XaldkoHOB la, ¢, d
(cxema 3). Berxonsl coenuaeHmin 5a, ¢, d cocTaBmim
27-78%. IlomyunTh AaHHBIM CHOCOOOM MHPA30JIbI
M3 METOKCH3aMEIIEHHBIX XaJKOHOB HE yAaloCh, TaK
KaK BSaHMOHeﬁCTBHe JAaHHBIX XaJIKOHOB C ICPOKCHU-
JIOM BOJIOPOJIa HE IPUBOJIMIIO K O0pa30BaHHUIO COOT-
BETCTBYIOIIUX 3TMOKCUOB. DTO KOCBEHHO yKa3bIBacT
Ha HaJIMYUE aHTHOKCUIAHTHOW aKTHBHOCTH Y METOK-
CHU3aMENICHHBIX XaJKOHOB, MOCKOJIBKY B Pe3yJbTare
pa3joKeHUs MepoKCcHIa BOIOpoaa 00pa3yrTCs CBO-
OO/HBIE paTUKaNbl, a aHTHOKCUIAHTHAS aKTUBHOCTh
CBsI3aHa C UX HEUTpain3aiuei.

Jlig momyueHusl MUpa3osioB U3 METOKCHXAITKOHOB
Obuta mpuMeHeHa meronuka [23]. Xankonsl 1b, e-g
nepeMentnBanu npu 100°C B neastHON yKCYCHOM KHc-
JIOTe C THUAPATOM T'HJpa3uHa 5 4, a 3aTeM ¢ HOJIOM B
Teuenue 7 4 (cxema 4). CMech NPOSYKTOB pa3ieisiiin
METOJIOM KOJIOHOYHOH Xpomarorpaduu, BBIXOIbI -

Cxema 2

0] (0]

= H,0,, NaOH

EtOH, 0°C-25°C 0
2 3
O N—NH
1.N,H, H,0 2. AcOH, H,S0, 4 .
0 EtOH, reflux 90°C, 30 muu
3 4
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Cxema 3
H,0,, NaOH
- -
EtOH, 0°C-25°C
144
la,c, d
1. N2H4‘HZO 2. H2$O4 (KOHH.)
EtOH, reflux, AcOH
3y 90°C, 30 mun

Pa3oIbHBIX TIPOU3BOAHBIX Sb, e—g cocTaBmmm 6—62%.
Huskue BBIXO/IBI MTUPA30JI0B, HAPSIY C OOJIBIINM KO-
JIMYECTBOM COOTBETCTBYIONIMX JHUTHIPOIHPA30JIOB,
MOTYT OBITh CIEICTBHEM HEIOCTATOUYHOTO BPEMCHH
peaKkLuu CMECH C HOI0M.

[Mony4eHHble cCOeMHEHUS OBUTH HUCCIICIOBAHBI HA
HaJM4ue aHTHOAKTEpUAIbHOH U aHTH(YHraabHON
AKTUBHOCTU. BHOJOrMYECKHe HCIBITAHUS MPOBOJIU-
a1 TP PY3MOHHBIM METOOM, B KQUYECTBE TECT-KYJIb-
Typ HCTHONb30BaMH OakTepun Staphylococcus aureus
(S. aureus) ATCC 6538, Escherichia coli (E.coli)
ATCC 8739, Listeria sp. G, Klebslella sp. Gy,
Staphylococcus sp. Smg2, Bacillus sp. R, Munenu-
anbHbIe TPUOBI Aspergillus niger, Penicillium sp. n
npoxxu Candida albicans (C. albicans) ATCC 1023.

I/Isyqua CIIOCOOHOCTh XaJIKOHOB la—c ycninBaTrb
HpOTI/IBOMI/IKpO6HOC HeﬁCTBHC M3BECTHBIX aHTHOMO-
TUKOB — CTPCUTOMUIIMHA U ]_Ie(l)OTaKCI/IMa. Brio 06-
HAapy»XCHO, YTO HU OAWH M3 HCCJICOAOBAHHBIX XaJIKO-

S5a,¢,d
R!=4-NOj (a), 2-Br (¢, d); R2=2,6-Me (a, ¢), 4-Br (d).

AKTUBHOCTH aHTHOMOTHKOB. MccienoBaHus Xajko-
HoB 1d—f mokasanm, 4To BCE COCAMHEHHUS 00JIaIaroT
MPOTUBOMUKPOOHOM aKTHBHOCTBIO, IPH 3TOM Hanbo-
Jiee YYBCTBUTEJIbHBIM K XaJKOHAM OKa3ajics IITaMM
Staphylococcus sp. Smg2 (taom. 1).

Jlanee Obuta wccnenoBaHa aHTHOAKTepUATbHAS U
aHTH(yHTaIbHAST aKTUBHOCTH ITOJyYEHHBIX MUPa30-
JTHHBIX TIPOM3BOIHBIX Sa—g. Bece o0pasmpl mposiBIIm
HE3HAYNTENBbHYIO MPOTUBOMHUKPOOHYIO aKTHBHOCTE.
Penicillium sp. n E.coli ATCC 8739 oxa3anuch yCTOU-
YMBBI K JEUCTBUIO JAaHHBLIX BemecTB. Hambomnee BbI-
PaXCHHYIO UyBCTBUTEIHHOCTh K HCCIICAYEMBIM CO-
enuHeHusM niposisuiu Oakrepun C. albicans ATCC
10231 u Staphylococcus aureus ATCC 6538 (Tab:. 2).

OKCIIEPUMEHTAJIBHAS YACTD

Hcnonw3oBanHble B pab0OTe PeakTHBBI U PacTBO-
PUTEIN UMENU KBATU(DUKALNIO «IUCTHIC» U «UUCTHIC
st anammsay. Criekrpsl IMP 'H u 13C 3anmicans Ha

HOB He oOecrieynBaeT yCHJIeHHEe aHTHOaKTepruaIbHON cnekrpomerpe Bruker Avance-500 (CILA) B
Cxema 4

N—NH

1. N,H,-H,0 2.1, / ~
Rl* N P /R2
AcOH, 100°C AcOH, 100°C ! \
S5y 74 = /
Se-g
OMe

R' = 4-NO; (b), 4-Ph (e), 4-OMe (f, g); R> = 2,4-OMe (b, ¢, f), 2,6-Me (g).
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Taoauua 1. [IpotmBoMHEKpOOHAs aKTUBHOCTH XaIKkoHOB 1d, e, f

Jluametp 30H HHTHOUPOBAHKS POCTa, MM?
Coenunenne | Konnenrtpanws, %
Staphylococcus sp. Smg2 | Bacillus sp. Ry | Klebslella sp. Gy | Listeria sp. G

0,1 14 14 (14) (13)

1d
0,5 (17) (11) (12) (13)
0,1 (13) 14 9) (13)

le
0,5 (11) (14) ) (14)
. 0,1 38 ®) (14) (13)

1

0,5 26 ®) (13) (12)
JIMCO (18) (19) (13) (12)

4 3HaueHUsI B CKOOKaX 03HAYaIOT HENOJIHOE MHIMONPOBaHHE

IMCO-d,, BuyTpennuii cranmapr — TMC, pabo-
yas yactora 500 MI'q s 'H u 125 MI'u s 12C.
UK cnekrpsl 3anucansl B Tabiaerke KBr ma UK
¢dypoe-ciektpomerpe Bruker Tensor-27 (CLIA).
Temmneparypy IUIaBIeHUsI ONPEENISIN C TOMOUIBIO
npubopa MPA100 OptiMelt Stanford Research
Systems (CLHA). TCX mpoBommimm Ha IUTACTHHKAX
TLC Silicagel 60 F,s4 (Merck KGaA) B cucreme
ATHIANETaT—TeKcaH, 1:2, Wi XI0poPopM—METAHO,
10:1. Kononounyto xpomarorpaduro BBHIIOIHSUIA Ha
KOJIOHKE quameTpoM 3.5 cMm u miuHou 40 cM, B Kaue-
CTBE HETOJBIKHON (Pa3bl MCTIONB30BAN CHUIIMKATEb

Machery-Nagel Silica 60 0.063—0.2 Hwm.

(2E)-1,3-Aupennanpon-2-en-1-ous1 la—g (06-
was memoouxa). B xonby 00bemMom 50 MJI BHOCHITH 110

8 MMOIIb COOTBETCTBYIOIIMX 3aMEMIEHHBIX 1-(peHnI-
sTaHoHa u OeH3anpaeruaa, 0.504 r (9 MMoIb) THIPOK-
cuga kanuga U 50 mu stunoBoro crupra. Cmech me-
peMeIIuBaIy Py KOMHATHOM TeMIlepaType B TCUCHUE
2 4 (xouTposs 1o TCX). OOpa3oBaBIIyIOCS CyCIICH-
3ur0 BeutHBaM B 100 MJT BOOBI M HEWTpaIM30BaIH
paz0aBICHHON CONSTHONW KHCIIOTOH. BhimaBmmii oca-
JTOK OT(MIBTPOBBIBAIIN HA CTEKIITHHOM (PUITBTpPE, TIPO-
MBIBAJIM BOJOM U ATHIOBBIM criupToM. llomyueHHbIi
MPOAYKT KCIOIBh30BaNIM Janee Oe3 JONOTHUTEIbHON
OYMCTKH.

(2E)-1-(4-Hutpodenun)-3-(2,4-numeroxcude-
HIWI)npon-2-eH-1-on (1a). Beixox 1.55 r (77.5%),
1. 176.1-177.7°C. UK cnexrp (KBr), v, cm
3111.71 en (C—Hypgy), 3004.81 et (=C-H), 2842.68 cn

Tabauua 2. AaTHOaKTEpUaIbHas U MPOTUBOTPUOKOBAsI aKTUBHOCTH TIOTYYSHHBIX MUPA30JIbHBIX TIPOU3BOIHLIX 4, Sa—g

JwmameTp 30H HHTHOMPOBAHUS pOCTa, MM?
Coequnenue
Penicillium sp. | Aspergillus niger | C. albicans ATCC 10231 | E.coli ATCC 8739 | S. aureus ATCC 6538

4 0 0 17 0 0
5a 0 0 15 0 14
5b 0 (24) 15 0 0
Sc 0 0 15 0 19
5d 0 0 15 0 15
Se 0 (12) 15 (14) 0
5f 0 (18) 19 0 (14)
5¢g 0 0 17 0 (13)

DMSO 0 0 (14) 0 0

4 3HaueHUsI B CKOOKaX 03HAYAIOT HETOJHOE HHIMONPOBaHHE
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(OCHj,), 1657.48 ¢ (C=0), 1605.12 ¢ (C=C), 1587.36
¢, 1562.01 ¢, 1522.35 ¢ (denun), 1507.11 cp (N-0),
1454.97 cp (CH-0), 1443.12 cp (denun), 1342.82 ¢
(N-0), 1312.19 ¢, 1295.05 ¢ (=C-H), 1258.62 ¢ (C—
OCH), 1217.75 ¢, 1193.57 cp (C—H,,,,,), 1108.28 cn,
1041.35 ¢, 1024.65 ¢, 1010.66 cp (C-H,,,), 988.39
cp (=C-H), 875.40 cx, 851.85 ¢ (C-H,p,), 837.16
¢ (C-NO,). Criektp AIMP 'H, §, m.1.: 3.88 ¢ (3H,
OCH), 3.93 ¢ (3H, OCHy), 6.66 1 (1H 0, J 2.5 T'm),
6.68 ¢ (1H,p0y) 7.79 & (1H, =CH, J 15.6 T'w), 7.97 n
(1Hypoys J 7.9 T), 8.06 1 (1H, =CH, J 15.7 '), 8.32
1 (2Hgpoy, /9.0 '), 8.38 11 (2H, 50y, J 9.0 I'y). Criexrp
SAMP 13C, 8, m.1.: 56.11, 56.41 (OCHj3), 98.79, 107.06,
116.14, 119.22 (Cyp0,), 124.33 (C=C), 130.12, 131.04,
140.84 (C,0), 143.45 (C=C), 150.12, 160.80, 164.13
(Capon)- 188.69 (C=0).

(2E)-1-(4-Hutpodenuni)-3-(2,6-numeruiade-
Huj)npon-2-en-1-on (1b). Beixog 2.25 1t (90.0%),
opamwxeBblil mopomok, T.Iul. 113.2-115.4°C. UK
ciextp (KBr), v, eM': 3105.07 cn (=C-H), 2964.23
ci (CHy), 1661.40 ¢ (C=0), 1585.59 ¢ (C=C), 1520.83
¢ (N-O), 1467.34 cp (CHy), 1382.94 cn (CHy),
1343.88 ¢ (N-0), 1195.30 cp, 1172.11 cp, 1107.50 cx,
1026.38 cp, 1009.40 cp (C-Hyp,,,), 853.12 ¢, 776.62
cp, 698.90 cp (C—H,py)- Criekrp SIMP 'H, 8, M.z
241 c (6H, 2CHjy), 7.16 1 (2H,p0y, J 7.6 T'm), 7.20—
7.23 M (1H,p0,), 745 1 (1H, =CH, J 16.2 I'n), 7.92
a (1H, =CH, J 16.1 I'n), 8.31 1 (2H,p,, J 9.0 I'm),
839 11 (2Hap0M, J 8.9 I'). Cuektp SAMP 3¢, 8, M.
21.30 (2CHy), 124.41 (C=C), 128.05, 128.81, 129.28,
130.42, 134.28, 137.39 (Cypon), 142.13 (C=C), 150.35
(Capow)s 189.10 (C=0). Haiineno, %: C 72.08; H
5.306; N 4.62. C,,H,;sNO;. Beruucneno, %: C 72.58;
H 5.375; N 4.98. M 281.31.

(2E)-1-(2-bpomdenunn)-3-(2,6-numeTniipeHn)-
npon-2-en-1-on (1c¢). Beixon 2.19 r (87.6%), Oexe-
BBIH mTopormok, T.Iur. 52.1-53.3°C. UK cnektp (KBr),
v, eMm !t 2918.10 cn (C—Hgpow), 1654.67 ¢ (C=C),
1619.47 ¢ (C=0), 1588.36 cp, 1464.63 cp (dhenun),
1426.57 cp (C—CHj3), 1378.05 cin (C—CHj3), 1289.62 ¢
(=C-H), 1248.98 cp, 1161.25 cir, 1121.16 cm, 1100.83
cp, 1025.19 cp (C—H,poy), 989.16 cp (=C-H), 785.16
cp, 771.30 cp, 759.60 cp, 736.49 cp, 657.43 ca (C—
H,pon)> 615.28 ¢p (C-Br). Criextp SIMP 'H, &, m.1.:
2.31 ¢ (6H, 2CHy), 6.75 n (1H,=CH, J 16.6 T'm), 7.12
A (2Hypop J 7.4 Tw), 7.17-7.20 M (1Hy,ey,), 7.46 ¢
(1Hapou)s 7-49 ¢ (1Hypoy), 7.56-7.57 M (2ZHyp,), 7.77

n (1H, =CH, J 7.9 I'). Cnexrp SAMP 3¢, §, m.o.:
21.14 (2CHy), 118.97 (C=C), 128.38, 128.81, 129.40,
129.55,132.16,132.37,133.58, 137.01 (Cyy,y,), 141.00
(C=C), 145.88 (C,poy)> 194.95 (C=0). Haiineno, %: C
86.78; H 6.426. C|;H,sBrO. Beruncneno, %: C 87.00;
H 6.639. M 315.20.

(2E)-3-(4-bpomdenun)-1-(2-6pomdenu)mpon-
2-en-1-on (1d). Bexog 2.30 r (77.9%), OGexeBbie
kpuctamnbl, T 108.9-110.3°C. Cnexrp SIMP 'H,
o, m.u.: 7.32 n (1H, =CH, J 16.2 '), 7.40 1 (1H,
=CH, J 16.1 I'm), 7.47-7.51 M (1Hgp,,,), 7.53-7.58
M (ZHgpon), 7.65 11 (2H,p0y, J 8.5 T), 7.74-7.78 M
(3Hypoy)- Crexrp SIMP 13C, 8, m.x.: 119.1 (C=C),
125.0,127.3,128.4,129.7,131.3, 132.4, 133.7, 133.9,
140.9 (Cypon)» 145.4 (C=C), 194.5 (C=0).

(2E)-1-(budennua-4-nmn)-3-(2,4-numeroxkcude-
Hu)npon-2-ed-1-on (le). Brixon 1.58 r (51.1%),
xéntele Kpuctasuisl, T.I. 80.9-83.4°C. Cnexrp SIMP
'H, §, m.1.: 3.87 ¢ (3H, OCHj), 3.93 ¢ (3H, OCH;),
6.66-6.68 M (2H,poy), 7.44=7.47 M (1Hgpo,), 7.53 1
(2Hypou J 7.4 Tm), 7.79 1t (2H,p0,, J 7.2 T), 7.84 1
(1H, =CH, J 15.5 I'n), 7.87 1 (2H,poy, J 8.5 '), 7.98
A (IHgpoy, J 8.5 I'm), 8.07 x (1H, =CH, J 15.5 I'n),
8.22 1 (2H,poy» / 8.5 ). Criekrp SIMP 3C, 8, m.a.:
56.1, 56.3 (OCHj3), 98.8, 106.9, 116.4 (Cypyy), 119.5
(C=C), 127.5,128.8,129.6,130.7, 137.4, 139.1, 139.5
(Capow)s 144.7 (C=C), 160.5, 163.6 (Cypy,), 189.0
(C=0).

(2E)-3-(2,4-JumeToxcudenun)-1-(4-meTtoxcu-
¢enna)npon-2-en-1-on (1f). Beixox 2.22 r (74.5%),
OexeBble KpucTalibl, T.Iul. 75.7-77.2°C. Chektp
SAMP 'H, §, m.a.: 3.86 ¢ (3H, OCH;), 3.88 ¢ (3H,
OCHy), 3.92 ¢ (3H, OCHj3), 6.65 n.n (1H,p0 J 6.1,
2.4 Tu), 6.66 1 (1H,p0y, J 2.2 Tw), 7.09 1 (2Hypoy, J
89Tm),7.78 n (1H,=CH, J 15.8 '), 7.93 n (1H J
8.5I'm), 7.99 n (1H,=CH, J 15.5 '), 8.13 1 (2H,50,,, J
8.9 I'm). Cextp AMP 13C, §, m.11.: 56.0, 56.3 (OCH;),
98.8,106.8, 114.4, 116.5 (Cyppy,), 119.5 (C=C), 130.5,
131.1, 131.4 (Cypop), 138.4 (C=C), 160.3, 163.4
(Capow)»> 187.9 (C=0).

(2E)-3-(2,6-AumeTnadenni)-1-(4-meToxcude-
Huin)npon-2-en-1-on (1g). Bexon 1.65 r (75.0%),
JKEJITOBAThI Mopomok, T.IuL 85.3—86.5°C. Cnektp
SAMP 'H, §, m.1.: 2.38 ¢ (6H, 2CH;), 3.88 ¢ (3H,
OCHjy), 7.10 1 (2ZHgpey, J 8.8 '), 7.14 1 (2H J

apoM>
7.5 Tw), 7.18-7.21 m (1H,,..), 7.44 n (1H, =CH, J
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16.0 I'n), 7.85 1 (1H, =CH, J 15.8 I'n), 8.11 1 (2H 05
J 8.9 I'm). Criextp SAIMP 13C o, m.1.: 21.3 (CHy), 56 1
(OCHy), 114.6, 128.2 (C=C), 128.7, 130.7, 1314,
134.8, 137.0 (Cypon)> 141.7 (C=C), 163.8 (Cypou)
187.8 (C=0). Haiineno, %: C81.31; H6.91. C;gH30,.
Boruncneno, %: C 81.17; H 6.81. M 266.34.

3,5-Audenna-1H-nupazon (4). Cunmes snokcu-
oa 3 (C;sH,0,). K oxnaxnénHoMmy Ha JensHoH
Oane pacteopy 1.04 r (5 mmonb) 1,3-mudenu-
npon-2-en-1-ona 1 1.20 mu (10 mmone) 26%-HOTO
BogHoro pactsopa H,O, B 30 M 3Tun0BOrO crnupra
nobasnsanu pacteop 0.04 r (1 mMMonb) ruapoxcuia
Hatpus B 0.75 mu Bogsl. CMmech mepemelnBaii Ha
nensHON OaHe, 3aTeM NMpH KOMHATHOH TemIeparype
B TedeHne 12 9 (koutponp no TCX). Cmech BbUIH-
By B 50 MJT BOZIBI, HEUTpaIM30BaIN pa30aBICHHON
COJISIHOW KUCIIOTOH W OT(UIBTPOBBIBAIN BBITABIIHH
0CaJIOK Ha CTEKISTHHOM (uiibTpe. Ocallok MpoMbIBa-
JIM Ha QHUIBTPE BOJAOH M ATUIIOBBIM CIIUPTOM, CYLITHIIH
Ha Bo3ayxe. Bexon 0.95 1 (84.8%), Gemblii MOPOIIOK,
T.1u1. 88.3—89.6°C.

Cunmes nupasona 4 (C;sH,N,). Pactop 0.63 r
(2.81 mmonb) dhennn(3-dpernnokcupan-2-uia)MeTaHo-
Ha 1 0.25 1 (3.30 Mmoms) 50%-HOTO BOTHOTO PacTBO-
pa ruapara ruapasuHa B 30 MIT 3TaHOJIA KUIIATHIN B
tedeHue 6 4 (koHTposb 10 TCX). OCTHIBIIYIO CMECh
yIapuBajM J0CyXa Ha POTOPHOM HCIIapuTesie, Iocie
YEro pacTBOPsUIM B 19 it JiesiHOM YKCYCHOM KUCTIOThI
u HarpeBaiu ¢ 0.16 MJI KOHLEHTPUPOBAHHON CEpHOM
kucioTsl npu 90°C B teuenue 40 muH. OCTHIBUIYIO
CMECh BBUIMBAJIN B 25 MJI BOAHOTO aMMHMaKa, paz0as-
sstm SO MIT BOABI M OT(UIBTPOBBIBAIIN BBIIEIIABIITHI-
cst ocanok Ha ¢wuierpe lotra. Ocanok npoMbIBaIn
BOJIOM M A3TAHOJIOM, CYLIMWIN Ha Bo3nyxe. Chipoit mpo-
IOYKT TEPEeKPUCTAIIM30BBIBAIM M3 7 MII 3THIOBOTO
ciupra. Berxon 0.30 1 (48.5%), OexeBble HTOTpIaThIe
kpuctaiisl, T.Iul. 201.5-202.4°C. UK cnekrp (KBr),
v, eM 1 3445.60 ci (N-H), 3064.40 cn (C—H,pow)s
3002.66 cit (C—Hypey), 1606 cp (C=C), 1588.25 cp
(C=N), 1571.21 cp (Ppenmr), 1495.13 cp (dhenun),
1461.16 c (denun), 1294.24 cp (C-N), 1180.37 cp
(C—Hgpow)s 1103.84 cit (C—Hyy,,), 1074.95 cp (C-

Hapow)s 1056.44 cp (C—Hyyy), 1026.55 cp (C—H,pop)s
974.85 ¢ (C-Hypoy), 837.14 e (=C-H), 753.15 o.c
(C—H,pow), 686.80 0.c (C—Hyp,,,). Criekrp SIMP H, 3,
M1 7.21 ¢ (1Hgpo), 7.36 1.1 (2H, 00, J 25.7, 6.5 Tn),
748 n.t (4Hap0M, J252,7.5Tm), 7.88 n.n (4H J

apom’
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36.4,7.0 T'm), 13.41 ¢ (1H, NH). Crextp SIMP 13C, §,
m.: 100.1, 125.5, 127.9, 128.6, 129.1, 129.5, 129.8,
134.1 (Cypon)- 143.9, 151.8 (C=N).

Mupazoasl 5a, ¢, e (06was memoouxa). Cunmes
anoxcudos. K oxnaxxaéHHoOMy Ha JIeAsTHOW OaHe pac-
TBOpY 2.7 MMOJIb COOTBETCTByOMImIEro 1,3-nmudenu-
npon-2-eH-1-ona 1a, ¢ unu d u 5.4 mmons 26%-Horo
BostHOTO pactBopa H,O, B 20 M atmioBoro cnupra
nobasinsui pactBop 0.7 MMOJB THAPOKCHIIA Kausl.
CMech TiepeMenBaiy Ha JISAIHOW OaHe, 3aTeM IpH
KOMHATHOH Temreparype B TedeHue 14 4 (KOHTpOJb
mo TCX). Cmech BeuTMBamu B 50 MIJI BOIBI, HEUTpa-
JIU30BAJIM Pa30aBICHHON COJITHOM KHUCIIOTOM M OT-
(MIBTPOBBIBANIM BBITIABIIMN OCAIOK HA CTEKIISTHHOM
¢unprpe. Ocagok npombIBaIU Ha (QUIBTPE BOAOW U
STHJIOBBIM CIIUPTOM, CYIIMIIA Ha BO3IyXE.

Cunmesz nupaszonod u3 onoxcudos. PactBop
1.2 MMOIb IOMyYEHHBIX AMOKCUAOB U 1.4 MMoOIb
67%-HOTO BOIHOTO pacTBOpa THIpara THApa3WHA B
15 M1 3TaHONa KUISATWIM B TedeHue 13 4 (KOHTpOIIb
mo TCX). OcCTBIBIIYIO CMECh yHapHBaJIM JOCyXa Ha
POTOPHOM HCHApHUTese, MOCIEe Yero pacTBOPSUIM B
10 M1 nmensHOM YKCYCHOM KHCIIOTBI M HAarpeBalii C
0.08 MJ1 KOHUEHTPUPOBAHHON CEPHOM KHUCIOTHI IPU
90°C B Teuenue 30 MuH. OCTHIBIIYIO CMECh BHUIMBAIN
B 15 My1 BogHOTO aMMHUaka 1 pa3oaBisuta SO MIT BOIEL.
BoiaenuBiryrocst BA3KYyI0 Maccy OTAEISUIA OT pacTBO-
pa, IPOMBIBAJIN BOJIOH J10 UCUE3HOBEHHUS 3a11axa yKcy-
ca 1 pacTBOpsUH B xstopodopme. OpraHuuecKuii crnon
OTJEIISIITN OT BOAHOTO, CYIIIWIIN Ha/l OE€3BOTHBIM CYITb-
(aroM HaTpus ¥ ynapuBajid Ha POTOPHOM HCIApUTE-
sie. CpIpoii MPOAYKT OYMINAIA METOIOM KOJIOHOYHON
Xpomarorpauu, HCIONIb3Yysl 3JIIOCHT XJIOpodopM—
sranoi, 100:1.

3-(4-Hutpodenni)-5-(2,6-mrumerniidenni)-1H-
nmpasoa (5a). Bexog 0.23 r (77.7%), GexeBbidi 110-
pomok, T.im. 75.2-76.9°C. UK cnextp (KBr), v, em
3375.04 cp (N-H),2921.96 cn (C-H), 1602.93 ¢ (C=N,
C=0C), 1572.93 cn (N-H), 1516.73 ¢ (N-0), 1466.51
cp (denmn), 1440.14 cp (denun), 1379 ca (C-H),
1337.55 ¢ (N-0), 1268.43 cp (N-H), 1217.89 cn (C—
Hypow)> 1177.08 cp (C—Hypy,), 1108.36 cp (C—Hypow)
1051.31 cxt (C—H,poy), 1012.58 ¢ (C—Hyyoy,), 968.74
cp (C—Hypon)s 853 97 ¢ (N-0), 812.25 cp (C—Hypop),
773.76 cp (C—Hypon)> 757.18 cp (C—Hypey). Criekrp
SIMP 'H, §, m.1.: 2.15 ¢ (6H, 2CH;), 695;[(1H
J1.6Tn), 7.19 n 2H
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7.4 T'm), 8.16 1 (2Hap0M, J9.0T), 831 1 (2Hap0M, J
8.9 I'm), 13.22 ¢ (1H, NH). Cnextp AMP 3¢, 8, M.
20.7 (2CH3), 104.3 (C-Hypoy), 124.6, 126.3, 127.9,
129.3, 130.2, 137.8, 140.9, 142.4 (C,p,,), 146.8,
149.1 (C—Nypoy)- Haitzero, %: C 69.48; H 5.13; N
14.59. C;;H5N305. Boruucneno, %: C 69.61; H 5.15;
N 14.33. M 293.33.

3-(2-bpom@pennn)-5-(2,6-numerundenun)-1H-
nmpa3od (5¢). Beixon 0.18 1 (45.9%), GexeBbIi IOpo-
oK, T.0. 154.4-155.4°C. MK cnekrp (KBr), v, cm
3194.71 cp (N-H), 2964.41 cp (C-H), 2862.25 cn
(C-H), 1679.50 cn (N-H), 1603.56 cp (C=C), 1581.73
cp (denmn), 1560.88 cp (C=N), 1464.91 cp (C-H),
1448.44 c (penmn), 1379.46 cp (C—H), 1288.22 cp
(N-H), 1209.82 cxt (C-Hypoy), 1177.24 i (C—Hypoy),
1163.31 cp (C—H,p), 1086.84 cp (C—Hyy,,,), 1048.56
¢ (C—Hypon)s 1036.26 ¢ (C—H,p,,), 102543 ¢ (C—
Hpow)> 835.70 ¢ (=C-H), 781.80 ¢ (C—H,p,,,), 762.62
¢ (C—Hypon)s 729.00 cp (C-Hyy,,), 644.80 cp (C-Br).
Crnextp AMP 'H, §, m.1.: 2.17 ¢ (6H, 2CHy;), 6.69
¢ (1Hgp0n)s 7.18 1 (2Hyp0y, J 7.4 T), 7.26-7.32 M
(2Hyp00)s 747 T (1H,pgy, J 7.0 Tw), 7.74 1t (1H 0 J
8.2 I'm), 7.81 1 (1H,p4y, J 6.3 I'w), 13.01 ¢ (1H, NH).
Crnektp SIMP 13C, §, m.1.: 20.8 (2CH3), 106.4 (Capow)s
121.7 (Cypoy—Br), 127.9, 128.2, 129.1, 129.7, 130.5,
131.5, 133.9, 1353, 137.9, 140.5, 149.9 (Cypon)-
Haiineno, %: C 62.66; H 4.69; N 8.79. C;;H,sBr N,.
Brrancaeno, %: C 62.40; H 4.62; N 8.56. M 327.23.

3-(2-bpomdenun)-5-(4-opompenun)-1H-nu-
pa3oa (5d). Berxon 0.14 1t (25.7%), GexeBblii TO-
pomrok, T.aur. 117°C (pasn.). UK cmekrp (KBr), v,
cv 't 3441.37 cn (N-H), 1602.28 cx (C=C), 1576.75
ci (permm), 1562.48 cn (N-H), 1508.23 cp (C=N),
1463.24 c (penmn), 1443.31 ¢ (denmn), 1427.07 c
(pernn), 1251.52 cp (N-H), 1225.41 e (C—Hypy),
1185.99 cp (C—Hgypon)> 1173.90 cp (C—Hyppy,), 1123.49
it (C—Hgpow)s 1105.52 ¢p (C—Hyyey,), 1071.75 cp (C—
Hapow)s 1060.88 cp (C—Hypy), 1029.41 cp (C—H,pop)s
1009.64 cp (C—Hgpoy), 970.75 ¢ (C—Hypon), 954.56 cp
(C—H,pow)> 838.35 cir (=C-H), 827.31 cp (C—Hyp,),
803.34 ¢ (C—Hypon), 748.52 ¢ (C—Hypon)s 729.29 cp
(C—Hgpow), 543.88 cp (C-Br), 511.34 cp (C-Br).
Cuexrp SIMP 'H, 8, m.1.: 7.12 ¢ (1H, H-het,,,,), 7.37
¢ (IHgpow)> 751 ¢ (1Hpp00), 7.66-7.68 M (3Hp00),
7.78-7.83 M (3H,py), 13.46 ¢ (1H, NH). Cnekrp
AMP 13C, §, m.1.: 103.9 (Capow)s 127.7, 128.4, 131.6,
132.3 (Cypon)> 133.9 (C-N). Haiinero, %: C 47.91; H

2.60; N 7.56. C,sH;, Br,N,. Beraucneno, %: C 47.65;
H2.67;N7.41. M 378.07.

Iupa3oabHble mpousBoaHble Sb, e-g (obwasn
Mmemoouka). PacTBop 3 MMOJb COOTBETCTBYIOLIETO
1,3-mudennnnpon-2-en-1-ona 1b, e-g u 4 mMmoinb
67%-HOro BOJHOTO PAacTBOpa THIpara IHapasuHa B
20 M JensHON YKCYCHOM KHCJIOTHI MepeMelInBaIn
pu 105°C B Tedenune 5 49 (koHTpois mo TCX). [Tocne
3TOTO K CMeCH J00aBJsUIM 3 MMOJIb Hofia ¥ Mpoxod-
amu tmepememmBanue mpu 105°C B Tedyenwe 7 U.
OcThIBIIYIO CMECh BBUTHBAIHU B 50 MJI AUCTHIUIMPOBAH-
HOM Bobl, HelTpanu3oBaau BoaHbIM NH; 1 Na,COs;,
no6asmsinu Na,S,03 10 MCUE3HOBEHUS! KOPUYHEBOM
OKpacKh W DKCTparupoBayin dtuiareraroM (3x50).
DKCTpaKT MPOMBIBAJIM BOAHBIMU pacTBOpaMu KapOo-
Hara Harpus (1x50) u tnocynedara narpus (1x50),
cyumnu Hag Oe3BoaneiM CaCl, m ymapuBanu nocy-
xa. IIpooyKT ounIany METOIOM KOJIOHOYHOM Xpo-
Marorpaui HMCHONB3Ysl MOEHT XJIOPOPOpM—ITHII-
arerar, 6:1.

3-(4-Hurtpodenni)-5-(2,4-numeTorcudeHu)-
4,5-nuruapo-1H-nupasoan  (Sb). Bexog 0.61 r
(62.2%), opaHXeBbIil MOpOMIoK, T.Iu1. 143.2—-145.1°C.
UK cnexrp (KBr), v, cm™': 3441.73 cp (N-H), 3078.09
it (C—Hgpou)s 2933.74 ¢p (C-H), 2833.06 cp (C-H),
1662.47 ¢ (C=C), 1615.69 cp (C=N), 1588.23 cp
(penmn), 1572.90 cp (denmn), 1516.89 ¢ (N-O),
1439.24 cp (denmn), 1420.49 cp (penmn), 1404.39
cp (dbenmn), 1344.23 ¢ (N-O), 1323.53 cp (N-H),
1259.90 cp (=C-0), 1209.33 cp (C-Hyyy,), 1121.14
cp (C—Hgpow), 1107.83 cp (C-H ), 1039.78 cp
(=C-0), 960.59 cx (C—H,poy), 850.62 cp (C—Hypoy),
827.39 cp (C-Hypoy)s 790.48 ca (=C-H), 749.94 cp
(C-H,py). Crexrp SIMP 'H, 8, w2 3.05 nx (1H,
CH-H, J 17.7, 4.7 I'n), 3.75 ¢ (3H, OCHy;), 3.78 ¢
(3H, OCHj;), 3.83 1 (1H, CH-H, J 5.8 I'n), 5.64 n.n
(1H, CH, J 12.1, 4.9 Tu), 6.46 n.x (1Hy,,. J 8.7,
2.4 T'), 6.60 1 (1H,,0y, J 2.4 T'w), 6.87 1 (1Hgp0y,
8.4 I'y), 8.02 1 (ZHyp0y, J 9.0 I'm), 8.30 1 (2H,p0y J
9.0 T'm), 8.33 ¢ (1H, NH). Cnextp SIMP 3C, §, m.x.:
22.2 (CH-N), 41.3 (CH,), 55.7, 56.1 (OCHy), 79.6,
99.4,105.1, 121.9, 124.4, 127.2, 128.1, 138.0, 148.4,
153.4 (Cypon)s 157.4 (C=N), 160.4, 168.2 (Cyppy)-
Haiineno, %: C 62.62; H 5.22; N 12.68. C,7H;,N;0;,.
Beruucneno, %: C 62.38; H 5.23; N 12.84. M 327.34.

3-(budenni-4-un)-5-(2,4-numeTorcudeHu)-
1H-nupa3zoa (Se). Berxon 0.07 1 (5.6%), opamkeBbIi
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ropormiok, T.Iur. 162.0-164.3°C. UK cnexrp (KBr),
v, em ! 3442.45 cn (N-H), 3027.72 cn (C—Hapom)»
2960.66 cn (C—H), 2832.62 cn (C-0), 1612.58 ¢
(C=C, C=N), 1577.80 ¢ (penun), 1503.56 c (beHnun),
1487.74 ¢ (pennn), 1453.82 ¢ (dhenwmn), 1434.44 ¢
(penmm), 1292.07 ¢ (N-H), 1270.42 ¢ (=C-0),
1206.93 ¢ (=C-0), 1172.90 cp (C-H,pey), 1114.82
cp (C—Hgpow)> 1085.12 cp (C—Hyp,), 1053.24 cp (C—
Hypow)> 1031.25 ¢ (=C-0), 1006.19 e (C—H,poy)
847.40 cp (C—Hypoy), 822.08 cp (=C-H), 798.57 ¢
(C—Hgpow)» 766.06 ¢ (C—H,pp0), 732.02 cp (C—Hypop,)-
Cnektp SIMP 'H, 8, m.1.: 3.84 ¢ (3H, OCH3), 3.95 ¢
(3H, OCH3), 6.67 1 (1Hyp0y, J 7.9 Tr), 6.72 1 (1H 0y
J 2.0 T), 7.11 ¢ (1Hgpoy)s 7.38-7.41 M (1H,p00)s
7.50 T (2Hypoys J 7.6 Tw), 7.73-7.77 M (6Hypon),
7.96 1 (2Hypoy, J 7.3 T'm), 12.91 ¢ (1H,p,,,). Crexrp
SIMP 13C, 8, .1t 55.8, 56.0 (OCH3), 79.7 (Cypon)-
99.2, 106.1, 126.1, 129.9, 127.4, 127.9, 129.5, 128.9
(Capow)s 139-4,140.3 (C-N het), 157.5, 160.9 (Cypop)-
Haiineno, %: C 77.74; H 5.63; N 7.62. C53H,oN,0O,.
Beruucineno, %: C 77.51; H 5.66; N 7.86. M 356.43.

3-(4-MeTokcudenuni)-5-(2,4-numetroxcude-
uui)-1H-nupaszon (5f). Breixon 0.32 r (23.0%),
KpacHO-OpaH)XeBbI mopomok, Tl 55.0-56.0°C
(pasn.). UK cmextp (KBr), v, cml: 3440.26 cn
(N-H), 2999.38 ¢ (C-H), 2834.40 cn (C-H), 1613.88
c (C=C), 1586.84 cp (C=N), 1530.36 cp (tdhenun),
1495.23 ¢ (denun), 1453.26 ¢ (C-H), 1436.83 ¢
(penmnn), 1296.36 ¢ (=C-0), 1246.42 c (=C-0),
1208.05 ¢ (C—Hgpoy), 1173.67 cp (C—Hypgy), 1156.38
cp (CHypoy), 1107.55 e (C-Hyp,y,), 1029.60 ¢
(=C-0), 967.60 cp (C—Hyyy), 834.30 cp (=C-H),
792.96 cp (C—H ). Criekrp SIMP 'H, 8, m.1.: 3.81 ¢
(3H, OCHy), 3.84 ¢ (3H, OCHj;), 3.93 ¢ (3H, OCH,),
6.65 1.1 (1H,,0,, J 8.5, 2.2 Tw), 6.70 1 (1Hy,0y, J
2.3 I'y), 6.96 ¢ (1H,,,,), 7.01 1 (2H,p,, J 8.6 '),
7.71=7.72 M (1Hgpoy,), 7.78 1 (2H g J 8.0 '), 12.73
¢ (IH, NH). Cnexrp SIMP 13C, 8, m.1.: 55.6, 55.8,
56.0 (OCHs), 99.2, 106.0, 114.6, 126.8, 128.9 (Cypoy,),
157.5, 159.2 (C-N), 160.8 (C,p,,,). Haitnero, %: C
69.20; H 5.82; N 8.97. C,gHgN,O5. Brruucneno, %:
C 69.66; H 5.85; N 9.03. M 310.35.

3-(4-Metokcudenun)-5-(2,6-1umeTnipeHnI)-
1H-nupa3zoa (5g). Bexox 0.08 1 (9.6%), *KEnThIii mmo-
pomrok, T.ir. 78.4-79.2°C. UK cnexrp (KBr), v, cm
3397.99 cn (N-H), 2925.43 cn (C-H), 2834.32 cn
(C-H), 1643.31 ¢p (C=C), 1612.27 ¢ (C=N), 1573.74
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cp (thenmn), 1528.76 ¢ (penmn), 1461.64 c (pennn),
1438.77 ¢ (dbenmn), 1300.14 cp (N-H), 1249.40 ¢
(=C-0), 1181.62 cp (C—Hpq,), 1105.77 i1 (C—Hypop)s
1076.55 cn (C—Hypoy,), 1029.23 ¢ (=C-0), 967.15 cp
(C—Hgpon)»> 834.60 ¢ (C—Hypop), 773.12 ¢ (C—Hypop)-
Cnektp SIMP 'H, §, m.1.: 2.15 ¢ (6H, 2CH;), 3.81 ¢
(3H, OCHj3), 6.60 ¢ (1Hypoy,), 7.01 1 (2H, 0/ 8.7 Tmr),
7.16 0 (2Hyp0y, J 7.7 T, 7.22-7.25 M (1Hyp,y,), 7.79
1 (2H, 0y J 8.7 T'). Criexrp SIMP 13C, 8, m.1.: 20.8
(2CH3y), 55.6 (OCHy), 102.3 (Cyppy), 114.6, 126.9,
127.7, 128.7 (Cypom)> 137.7 (C-N), 159.2 (Cypon)-
Haiineno, %: C 77.28; H 6.50; N 10.24. C,gH;gN,O.
Brruucineno, %: C 77.67; H 6.52; N 10.06. M 278.36.

Buonoruyeckasi aKTHBHOCTb CHHTE3UPOBaH-
HBIX coennHennii 1a—f, Sa—g. Ha nosepxnoctu mior-
HOM cpesipl (MUTaTeNbHbIN arap) B damkax [letpu mo-
JIy4aJy Ta30H TECT-KYJIbTYp, paclpeaesss MnareieM
o 0.1 My cyrouHoii KyinsTypsl. Ha moBepxHoOCTH 3a-
CEeSTHHOM cpelibl Ha PAaBHOM PACCTOSIHUU APYT OT JIpY-
ra ¥ OT Kpas YallKi C TMOMOIIbI0 CTEPHIIBHOTO TPO-
OouHOro cBepia guamerpoM 10 MM BbIpe3a JIyHKH.
B nentp xaxnoil nynku nmomemtanu mo 40-100 Mk
nccaenyeMslx pactBopoB BelecTs 1la—f, Sa—g wnm nx
KOMOMHAIMUKA ¢ aHTUOUOTUKaMU. [10CeBBbI BBIICPIKH-
Bany B TeueHue 2—4 9 mpu 4°C (B XOMOTUITHHUKE) TS
obecnieuenus A y3un BEMIECTB, a 3aTeM [TOMEIIAIN
B TepMmocTaT u uHKyonpoBanmu npu 30°C B TeucHHE
24—48 4. Y4uTHIBaIHU MOSIBIEHUE U TUAMETP MPO3pad-
HBIX 30H HHTHOMPOBAaHNA pOcTa OaKTepHii Ha MyTHOM
ra3oHe.

3AKJIIOYEHUE

CuHTe3UpOBaHa CepUsl XaJKOHOB C Pa3IUYHBIMH
3aMeCTUTENIMA B O0OWX OEH30JBHBIX KOJBIAX, W3
HUX BemecTBa la, ¢, g — BrepBbie. Ha ocHOBe 10-
JIYYCHHBIX XaJIKOHOB ObLIH CHUHTC3HUPOBAaHbI COOT-
BETCTBYIOIIIE HOBBIE MHpa3oibl Sa—f u mupazonuH
5g. IlupazonbHblE MPOU3BOJHBIE HAa OCHOBE METOK-
CU3aMENIEHHBIX XaJKOHOB Sb, e—g ymamoch moiy-
YUTH JIMUIb ITPU HEIMMOCPEACTBCHHOM B3aPIMOZ[eI710TBHPI
XaJIKOHOB C TUApa3uHOM. V3yueHa aHTHOaKTepHab-
Hass U HpOTI/IBOFpI/IGKOBaH AKTUBHOCTH IOJYYCHHBIX
coequHeHnid. XankoHbsl 1d—f mposBwmim aHTHOaKTe-
pUaJIbHYKO AKTHBHOCTD, HaI/I6OHCe YYBCTBUTCIIbHBI-
MH K HHM OKasalnchb Oaktepuu Staphylococcus sp.
Smg2. [lupazonbHBIE TPOU3BOJHBIE Sa—g TmoKa3a-
U HE3HAYUTEITbHYI0 IPOTUBOMUKPOOHYIO aKTHB-
HOCTh. HanOonpIIyr0 4yBCTBHTEIBHOCTh K JAHHBIM
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BEIIeCTBAM TMPOSBHIN TecT-KyasTypel C. albicans
ATCC 10231 u Staphylococcus aureus ATCC 6538,
a Penicillium sp. n E. coli ATCC 8739 oka3amuch
YCTOMYMBBI K JIEUCTBUIO JJAHHBIX COETMHEHUH.
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Synthesis and Antimicrobial Activity
of New Chalcone-Based Pyrazoles
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A series of chalcones with various substituents and new pyrazoles and pyrazolines on their base were synthe-
sized. Pyrazole derivatives were synthesized by various methods: by formation of chalcones epoxides, followed
the interaction with hydrazine, and also by direct cyclization of chalcones and hydrazine. Antimicrobial activity
of obtained substances was investigated. Some of synthesized chalcones shown antibacterial activity, especially
against bacteria Staphylococcus sp. Smg2. Synthesized pyrazole derivatives shown antimicrobial activity, the
best results obtained for C. albicans ATCC 10231 and Staphylococcus aureus ATCC 6538.

Keywords: chalcones, hydrazine, cyclocondensation, pyrazoles, antimicrobial activity
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