JKYPHAJI OBLJEH XUMUH, 2020, mom 90, Ne 8, c. 1216-1222

VIK 547.745

CHUHTE3 U TIPOTUBOMUKPOBHASI AKTUBHOCTbD
5-APUJI-4-[TUJIPOKCH-(4-XJIOPO®EHUJ)METUJIEH]-
1-[2-(1H-UHJ0JI-3-UJ)D TUJI | ITUPPOJTU AN H-2,3-
JMOHOB

© 2020 . B. JI. Teiin®*, M. W. Kazaunnesa®, JI. 1. Bapkentun®, T. M. 3amapaeBa“, A. H. SInkusn,
E. B. Beaeuxknii?, B. B. HoBukosa“

@ [lepmckas eocyoapemeennas ghapmayesmuueckas akademus, yi. Ilonesas 2, Ilepmv, 614990 Poccus
b Mepmckuii 2ocyoapcmesennviii meduyunckuil ynueepcumem umenu axaoemuxa E. A. Bazuepa, Ilepmv, 614000 Poccus
¢ Hayuonanvhoii uccredosamenvckuil ynugepcumem UTMO, Canxkm-Ilemep6ype, 197101 Poccus
4 Canxm-Iemepbypeckuii 2ocyoapcmeennuiii yuusepcumem, Canxm-Ilemep6ype, 199034 Poccus
*e-mail: geinvl48@mail.ru

IToctynuio B Penaxnuro 23 mapra 2020 r.
IMocne nopadorku 23 mapra 2020 1.
[Ipunsaro k neuaru 1 anpens 2020 r.

B3anmopeiicTBueM TpUNTaMHHA C aPOMATHYECKUMHU QJIbACTHIAMHU M METUIIOBBIM 3(HUPOM 4-XI10pOCH30HIIITH-
POBHUHOTPATHON KHUCIOTHI MIPUBOAUT K 00pa30BaHuI0 S-apmii-4-[ruapokcu-(4-xmoppenmn)metmieH |- 1-[2-(1 H-
WH/I0JT-3-WIT)3THJI | TUPPOTUANH-2,3-1n0HOB. [lomydeHHbIe cCOeNMHEHNS UCCIEIOBAHBI HA HAJTHYUE MTPOTHBO-

MUKpPOOHOH aKTMBHOCTH.

KiaroueBbie ciaoBa: TCTCPOUUKINYCCKUEC aHAJIOI'n N,N—I[I/IMGTI/IJ'ITpI/IHTaMI/IHa, IMPOU3BOAHBIC MUPPOJIU-

[[I/IH-2,3-I[I/IOHOB, HpOTI/IBOMI/IKpO6HaH AKTHUBHOCTb
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[Ipon3BoaHbIE TUPPOITUIUH-2-OHOB HAXOAT IIIH-
pOKOe TIpYMEHEHHE B KayecTBE aHTHOaKTepHaIbHbBIX
[1], ananmpreTrueckux 2], (poOTUBOPAKOBHIX [3], aHTH-
APUTMHYECKUX, TUINOTCH3UBHBIX [4], IPOTUBOBOC-
MaJuTeNbHbIX [5], romeocTaTnueckux [2] U Apyrux
OHMONIOTHYEeCKN aKTUBHBIX coequHeHnid. Kpome Toro,
HEKOTOpPBIC W3 HUX 00JafgaroT (epMEHT-HHTHOUPYIO-
mUMH cBoiicTBaMu [6—8]. BO3MOXKHOCTH BBeIEHUS
Pa3IMYHBIX 3aMECTUTENIeH B KOJBIO MUPPOTUINH-2-
OHOB MMEET KJII0YEeBOE 3HAYEHHE ISl TIOJTYUYEeHHs HO-
BBIX MOJIEKYJI C YIy4YIIEHHOH OMONOTHYECKON aKTHB-
HocThiO [9-11].

JuMmeTunTpunTaMiH B OpraHU3Me YelloBeKa SB-
nisieTcst SHAOTeHHBIM MenuaropoM u [THC-cTpyxTyp-
HbIM QaHAJIOTOM CEPOTOHMHA, OH BBIpabaTHIBAETCS
snuduzom Bo Bpems (asbl ObicTporo cua. OOpazy-
eTcs AMMETHATPUNTaMUH W3 L-Tpuntodana myTem
ero AekapOOKCHIIMPOBAHMS U MOCIEIYIOIIETO TPaHC-
METUIUpPOBaHUs Tpuntamuua [12]. B pacturensHom
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MHUPE JTUMETHITPUIITAMUH HM3BECTEH KaK KOMIIOHEHT
QJIKAJIOUJIOB HEKOTOPBIX PACTCHU, Hampumep pona
Mimosa tenuiflora [13—15].

C 1enbio MOJTYYEHHUS FEeTEPOLMKINUECKUX TPOU3-
BOJHBIX aHAJIOTOB JUMETWITPUIITAMUHA paHee HaMU
Obl1a M3y4eHa peaKkius TPUNTaAMUHA C ApOMATHICCKH-
MU albJeTUAaMH U METHJIOBBIMH d(HUpPaMHU aleTHII-
MTHPOBUHOTPAIHON KHUCTOTHI [16] 1 OEH30MIITUPOBH-
HOTpaJHON KUCIIOTHI [9]. B nuteparype ecTs JaHHBIE
0 HaJMYUHM aHTUIPOTO30MHOM aKTUBHOCTH y aHAJO-
THYHBIX coefquHeHuil [17], a Takxke O CIIOCOOHOCTH
CHIJKAaTh Pa3BUTUE YCTOMUMBOCTH MUKPOOPIaHU3MOB
IpY HCHOJNB30BAaHUM aHTHOMOTHKOB IOCPEICTBOM
WHTMOMPOBaHMSI TOKCHHA BBICOKOW MEPCUCTEHIHH A
[18].

B mponmomxenue wucciaenoBaHMH MPEACTaBISIIO
WHTEpeC M3y4YUTh MPOTEKaHWE ATON peakuuu IMpHU
UCTIOJIb30BAHUM B KauecTBE O,Y-AMKapOOHMIIbHON
CHCTEMBbl METWJIOBOIO 3¢upa 4-xm0pOeH30uInupo-
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R = 4-MeOCH, (a), 3-FCH, (6), 4-FCH, (B), 4-BuC¢H, (r), 2-mupummn (1), 2-MeOC.H, (e),
2,4-(MeO),CH; (), 4-BrC H, (3), 4-CI1C H, (n), 3,4-(MeO),CH; (K), 2,5-(MeO),CHs (1), 3-MeO-4-HO
CH; (M), 2,4-CL,CH; (m), 3-HOC(H, (0), 2-CICH, ().

BUHOTPAJHON KHUCIOTBL. YCTaHOBJIEHO, YTO Kpar-
KOBPEMEHHOE HAarpeBaHHWE CMECH TPUNTaAMUHA,
apOMaTHUYeCKOTO allbJeTuaa M METUIOBOTO 3dupa
4-X10pOCH30UITTMPOBUHOTPAHON KHUCIOTBI JI0 pac-
TBOPEHUSI PEAareHTOB B JUOKCAHE C MOCIEIYIOUIUM
BBIJICP’)KUBAHUEM B TEUEHUE CYTOK IMPU KOMHATHOH
TeMIepaType MPUBOAUT K OOpa30BaHUIO S-apui-4-
[runpokcu-(4-xmopdenun)meruneH|-1-[2-(1 H-un-
JIOJ-3-HJ1)3THJI [TUPPOTUINH-2,3-AMOHOB 1a—TI C BBI-
xomom 39-57% (cxema 1).

Coenunenust la—m TpencTaBiIAOT cOOOW CBET-
JIO-)KEIThIE KPHUCTAIMYECKHE BEIIECTBA, PACTBOPH-
Mmbie B JIM®A u JIMCO, nipu HarpeBaHUU — B 3TUIIO-
BOM CIIHPTE, HEPACTBOPUMEBIE B BOJIE.

B UK cnekrpax nomydeHHBIX coeluHeHHH la—m
MPUCYTCTBYIOT THOJIOCHI BAaJCHTHBIX KOJIEOaHUU Kap-
OOHHMIILHOM TPYIIIBI B MTOJIOKEHUH 3 TETEPOLMKIIA ITPH
1635-1696 cM™!, nakTamMHO# KapOOHMJIBHOM TrpyT-
el mpu 1679-1716 cM™!, eHONBHOM IHIPOKCUILHOIM
rpynne! npu 3021-3278 ¢! u NH-rpynmsl B rere-
pouukie mpu 3259-3450 cm!. B cnexrpax SIMP 'H
COeAMHEHMH la—II, KpOME CUTHalOB apOMaTHYECKUX
poToHOB (6.37-8.63 M. 1I.) W CBSI3aHHBIX C HUMH
rpymm, mpucyTcTByfoT curHansl CH,Hg-mporonos
TPUNITAMHHOBOTO (parmMenTa mpu aromax C* m CP
(2.71-2.92, 2.82-3.11 u 3.70-3.90 M. n.), CHHIJIETHI
npotoHos mpu arome C° (5.25-5.90 M. 1.) u NH-rpyn-
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el MHAOABHOTO 1HKia (10.78-10.92 M. 11.), a Takxke
ymmpeHHsiii curHan nporona OH-rpymmer (11.83—
11.95 m. 1.). B macc-criektpax coenuHenuit la—n
MIPUCYTCTBYET MUK MOJICKYJISPHOTO MOHA, TIOATBEPIK-
JTAIOIIHIA TTPEJIIOIaracMyto CTPYKTYPY.

ﬂaHHI)Ie CIIEKTPOCKOIIMH CBUACTCIIBCTBYIOT O TOM,
YTO TOJYYCHHBIC COCTUHEHHS CYIIECTBYIOT MPEUMY-
IIECTBEHHO B EHOJILHOH popme. DTO MOATBEPKAACTCS
TaK)Ke Ka4eCTBEHHOW peaKIMel CO CIUPTOBBIM pac-
TBOPOM XJIOPHJIa JKee3a.

[To nanubiM PCA aHalOTHYHBIX coeuHEHUH [9],
MOXKHO CJIEJIaTh BBIBOJ O TOM, YTO B TIOJYyYEHHBIX CO-
€IMHCHUSIX B KPUCTAJUIMYECKOM COCTOSIHUM, CHOJH-
3allMU TOJIBEPraeTcsi KapOOHMIIbHAS TPpyIa OOKOBOM
LENHU B MONOKEHUH 4 TeTepOLMKIa. ITO, HO-BUIUMO-
My, OOBSICHSICTCS CYyIIECTBOBAHMEM BHYTPUMOJICKY-
JIIPHOU BOZOPOAHOM CBSI3U MEXAY MPOTOHOM €HOJIb-
HOM THJPOKCHIIBHOM TPYIITBI OOKOBOM IIENH 1 aTOMOM
KHUCJIOpO/Ia B MOJOKEHUM 3 TETEepPOIMKIa, a TaKkKe
BIIMSIHHEM TIOJIOXKHUTEIBHOTO MHYKTUBHOTO 3¢ deKTa
AIEKTPOHON3OBITOYHOTO HHIOJEHOTO ITHKJIA.

CunTe3upoBaHHbIe coeAnHEeHHs la—m OblIM HC-
CJIEZIOBaHbI HA HAJIWYHE MPOTHBOMHKPOOHON aKTHB-
HocTH. CKpUHMHT MPOTHBOMHUKPOOHOW aKTHMBHOCTH
OCYIIECTBIISUTM B OTHOIICHWH THIOBBIX MITAMMOB
Staphylococcus aureus ATCC 6538-P, Escherichia
coli ATCC 25922. Pe3ynbTaTbl HCIBITAHUN TIpe-
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[IpoTrBOMHKpPOOHAsT aKTUBHOCTH COCAMHCHMN 1a—TI

MIIK, MKr/mit
CoenuHeHne St. aureus ATCC | E. coli ATCC
6538-P 25922
la 1000 1000
16 >1000 >1000
1B 1000 1000
1r 1000 1000
1n >1000 >1000
le 1000 1000
1k >1000 >1000
13 1000 1000
1u >1000 1000
1k 1000 1000
1a >1000 1000
Im 1000 1000
1n 500 1000
1o >1000 >1000
In >1000 >1000
Juoxcunuu 62.5 31.2
(1%-Hb1it pacTBOp)

CTaBJICHBI B TA0JMIIE. YCTAHOBIICHO, YTO MOJYyYCHHBIC
S-apun-4-[ruapokcu-(4-xmopdenun)meTuiner]-1-[2-
(1 H-uH1071-3-11)3THI |TUPPOTUANH-2, 3 - THOHB  00-
JIaJal0T HU3KOW MPOTHBOMUKPOOHON aKTUBHOCTHIO.
[IpennoxkeHHass MeToAWKa CHUHTE3a S-apuii-4-
[runpokcu-(4-xmopdenun)merunen|-1-[2-(1 H-un-
JTOJT-3-1J1)3THJI |TUPPOTUANH-2,3 - THOHOB OTINIACTCS
MPOCTOTON BBIMOJIHEHUS, YMCHBIIICHUEM BPEMEHHBIX
3aTpar U XOPOIIMM BBIXOJOM KOHEUHBIX IMPOIYKTOB.

OKCIIEPUMEHTAJIBHA S YACTb

Cnekrpsl SIMP 'H 3anucans Ha npu6ope Bruker
AVANCE 400SX (400 MI'r) 8 AMCO-d;. UK cnex-
TpbI cHaTHI Ha UK ®@ypbe-criekrpomerpe IR Affinity-1
Shimadzu B tabnerkax KBr. Macc-cnekrpsr (HRMS
ESI) 3anmucansl Ha Macc-cnekrpomerpe Bruker micro
TOF. DneMeHTHBIN aHanmW3 TPOBENEH Ha Mpudope
PerkinElmer 2400. Temmeparypsl IJIaBICHHS OTpe-
nenenbl Ha pubdope MeltingPoint M-565. Xon peak-
LU U CTeTeHb YUCTOTHI CHHTE3UPOBAHHBIX COEANHE-
HUM KoHTponupoBanu mMetonoM TCX Ha miuacTHMHKax
Silufol UV-254 B cucteme CHCl;—AcOH (9:1), npos-
Butens — YO obmydeHue.

O0mass MeTonMKa TOJYYEeHHS] COeJUHEHUH
la-m. K cmecu 1.11 1t (0.01 Momb) apomaTrueckoro
ampaeruga u 1.60 r (0.01 monp) TpuntamMmuaa B 50 Mt
nuokcana no6asmsum 2.06 ¢ (0.01 Momb) METHIIOBO-

ro s¢dupa 4-xJI0pOCH3OMITUPOBHHOTPAITHON KHCIIO-
ThI. [ToTyueHHYI0 CMECh HarpeBaiy 10 PacTBOPEHHUS
pEarecHTOB W BBIJCPKHUBAIM CYTKH NPU KOMHATHOU
temneparype. Ocagok oT(GUIBTPOBBIBAIN U IEPEKPH-
CTAJTU30BBIBAJIM U3 STHIIOBOTO CITHPTA.

4-T'uappokcu-(4-xaoppenna)meruiaen|-1-[2-
(1H-unp0a-3-ua)3tuil-5-(4-meroxkcudeHun) nup-
poauaun-2,3-quon (la). Beixon 2.5 T (51%), T. Tt
210-211°C. UK cnekrp, v, cm': 1611 (C=C), 1682
(C=0), 1711 (CON), 3103 (OH), 3451 (NH). Criextp
SIMP 'H, §, m. 1.: 2.75 m (1H, CH,Hp), 2.82 m (2H,
CH,), 3.70 ¢ (3H, C,H,0CHj;), 3.79 m (1H, CH,Hp),
5.30 ¢ (IH, C°H), 6.81-7.78 m (13H, C,H,OCH;,
C¢H4Cl, C4Hs), 10.82 ¢ (1H, NH), 11.83 ym. ¢ (1H,
C*COH). Macc-cnexrp, m/z: 485.1277 [M — H]™ (BbI-
gucieno aist CogHy»CIN,O,4: 485.1263). Haiineno, %:
C 70.17; H 4.63; N 6.10.C,¢H,;CIN,O,. Berancneno,
%: C 69.06; H4.76; N 5.75.

4-T'napokcu-(4-xjaoppenunn)mernyaeH|-1-[2-
(1H-unpo0a-3-ua)3tual-5-(3-propdenuna)nuppo-
auauH-2,3-1uoH (16). Bexon 2.1 r (44%), 1. 11, 213—
214°C. UK crektp, v, cM': 1621 (C=C), 1663 (C=0),
1687 (CON), 3101 (OH), 3305 (NH). Cnekrp AMP
'H, 8, m. 1.: 2.71 m (1H, CH,Hp), 3.0 M (2H, CH,), 3.9
M (1H, CH,Hg), 5.38 ¢ (1H, C°H), 6.88-7.82 m (13H,
C¢H4F, CcH,Cl, CgHs), 10.81 ¢ (1H, NH), 11.92 ym1. ¢
(1H, C*COH). Macc-cniektp, m/z: 473.1072 [M — H]
(BrunciieHo ais Cy;H 9CIFN,05: 473.1063). Haiine-
HO, %:C 68.56; H 4.16; N 6.15. C,7H,,CIFN,O;. BbI-
yuciieno, %: C 68.28; H 4.64; N 5.90.

4-T'uapokcu-(4-xjaoppenuna)mernyaeH|-1-[2-
(1H-unpoa-3-un)3tuil-5-(4-proppenna)nuppo-
auaun-2,3-quon (1B). Breixon 2.4 t (50%), T. m.
218-220°C. UK cmektp, v, cM: 1589 (C=C), 1644
(C=0), 1714 (CON), 3023 (OH), 3268 (NH). Criextp
SIMP 'H, §, m. 1.: 2.75 m (1H, CH,Hyp), 2.96 m (2H,
CH,), 3.85 M (1H, CH,Hg), 5.39 ¢ (1H, C°H), 6.87—
7.78 m (13H, C¢H,F,C(H,Cl, C4Hs), 10.82 ¢ (1H,
NH), 11.82 ymr. ¢ (1H, C*COH). Macc-cniektp, m/z:
473.1048 [M — H]™ (Bbruucneno pis C,;HoCIFN,O;:
473.1063). Haitneno, %: C 68.46; H 4.17; N 6.18.
C,7H,(CIFN,O;. Beraucneno, %: C 68.28; H 4.64; N
5.90.

4-T'uapokcu-(4-xaoppenuna)meruae|-1-[2-
(1H-uupon-3-un)dtui|-5-(4-mpem-0yTui)nup-
poauaun-2,3-quon (1r). Bexon 2.7 1 (56%), T. I
233-235°C. UK cmektp, v, cM ' 1622 (C=C), 1663
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(C=0), 1679 (CON), 3117 (OH), 3401 (NH). Criextp
SIMP 'H, 8, m. 1.: 1.28 ¢ [9H, C(CH5;);], 2.92 m (1H,
CH,Hp), 2.99 m (2H, CH,), 3.8 m (1H, CH,Hg), 5.4
¢ (IH, C°H), 6.75-7.80 m [13H, C¢H,OC(CHj;),,
C¢H,Cl, CgH5), 10.88 ¢ (1H, NH), 11.84 ym. ¢ (1H,
C*COH). Macc-cnekrp, m/z: 535.1755 [M + Na]"
(Bbruncieno ans C; H,gCIN,O3Na: 535.1759). Haii-
neno, %: C 72.46; H 5.66; N5.38. C,;,H,,CIN,O5. BbI-
yucaeHo, %: C 72.58; H 5.70; N 5.46.
4-[T'uapokcu-(4-xaoppenna)meruaen]-1-[2-
(1H-uH10J1-3-11)3THI | -5- (MM pUAUH-2-WI) U PPO-
auaun-2,3-quoH (11). Bexon 1.8 1 (39%), T. 1. 214—
216°C. UK cnextp, v, cM': 1621 (C=C), 1696 (C=0),
1712 (CON), 3260 (OH), 3432 (NH). Cnekrp SAMP
'H, §, m. 1.: 2.80 m (1H, CH,Hp), 3.00 M (2H, CH,),
3.86 m (1H, CH,Hp), 5.5 ¢ (1H, C°H), 6.88-8.63 M
(14H, C,H,OCI, Py, C¢Hs), 10.82 ¢ (1H, NH), 11.83
yu. ¢ (IH, C*COH). Macc-cnekrp, m/z: 458.1265
[M + H]" (Bbrancieno s C,gH,,CIN;O5: 458.1266).
Haiineno, %: C 67.96; H4.66; N 9.38. C,4H,(CIN;0;.
Brruucieno, %: C 68.20; H 4.40; N 9.18.

4-[I'mapokcu-(4-xaopdenuna)merniaen]-1-[2-
(1H-nupoa-3-ua)atual-5-(2-metokcudenn)-
nuppouaud-2,3-1uon (le). Bexox 2.3 1 (47%),
T. 1. 213-215°C. UK cnektp, v, cm': 1588 (C=C),
1637 (C=0), 1706 (CON), 3095 (OH), 3355 (NH).
Cnektp SIMP 'H, §, m. 1.: 2.73 m (1H, CH,Hp), 2.99
M (2H, CH,), 3.71 ¢ (3H, C(H,OCHy;), 3.76 m (1H,
CH,Hp), 5.7 ¢ (1H, C°H), 6.81-7.83 m (13H, CH,Cl,
C¢H,OCH;, CgHs), 10.78 ¢ (1H, NH), 11.88 ym. ¢
(1H, C*COH). Macc-cniektp, m/z: 485.1275 [M — H]
(Bbruncieno it CogH,CIN,Oy: 485.1263). Haiine-
HO, %: C 68.96; H 4.69; N5.68. C,3H,;CIN,O,. BsI-
yucaeHo, %: C 69.06; H 4.76; N5.75.

4-[I'uapoxcu-(4-xaopdenuna)meruiaen]-5-(2,4-
auMeTokcu@enn)-1-[2-(1H-unao0a-3-na)3Tuial-
nuppouauH-2,3-auon (1:x). Bexox 2.2 1t (43%),
T. m1. 160-162°C. UK cnektp, v, cm: 1587 (C=C),
1640 (C=0), 1695 (CON), 3070 (OH), 3276 (NH).
Cnekrp SIMP 'H, §, m. 1.: 2.76 M (1H, CH,Hp), 2.96
M (2H, CH,),3.73 ¢ [6H, C4H;3(OCHj;),], 3.88 m (1H,
CH,Hp), 5.65 ¢ (1H, C°H), 6.37-8.09 M [12H, C;H,Cl,
C¢H;(OCHj;),, CgHs], 10.80 ¢ (1H, NH), 11.91 ym. ¢
(1H, C*COH). Macc-cniektp, m/z: 515.1275 [M — H]
(Beruncneno mist CooH,4CIN,O5: 515.1368). Haiine-
HO, %: C 67.56; H 4.79; N5.38. C,9H,5sCIN,Os. BbI-
yucaeHo, %: C 67.38; H 4.87; N 5.42.
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4-[I'mppoxkcu-(4-xaopdenna)Merniien|-5-(4-
opompenun)-1-[2-(1H-una0/1-3-W1)3TUA | HUppo-
auaun-2,3-n1uoH (13). Berxon 2.6 T (48%), T. tut. 245—
247°C. UK cnektp, v, cM: 1575 (C=C), 1645 (C=0),
1715 (CON), 3090 (OH), 3259 (NH). Cnextp SIMP
'H, 5, m. 1.: 2.82 M (1H, CH,Hp), 3.11 m (2H, CH,),
3.90 m (1H, CH,Hp), 5.45 ¢ (1H, C°H), 6.80-7.75 M
(13H, C4H4Cl, C¢H,Br, C¢Hs), 10.82 ¢ (1H,NH), 11.93
ym. ¢ (1H, C*COH). Macc-cniektp, m/z: 533.0270
[M — H]” (Bbramcneno mas Cy;H oBrCIN,Ox:
533.0265). Haiineno, %: C 67.56; H 4.02; N5.37.
C,7H,¢BrCIN,O;. Brruncaeno, %: C 60.52; H 3.76;
NS5.23.
4-T'uapoxcu-(4-xaoppenna)meruae|-1-[2-
(1H-unno0-3-un)3tui]-5-(4-xaopdenun)muppo-
auauH-2,3-1u0H (1u). Berxon 2.5 1 (51%), T. . 240—
242°C. UK cnextp, v, cM : 1575 (C=C), 1644 (C=0),
1715 (CON), 3021 (OH), 3263 (NH). Cnextp SIMP
'H, 8, m. 1.: 2.80 M (1H, CH,Hg), 2.95 m (2H, CH,),
3.85 M (1H, CH,Hp), 5.45 ¢ (1H, C°H), 6.87-7.73 M
(13H, 2CcH,Cl1, CgHs), 10.85 ¢ (1H, NH), 11.95 yur. ¢
(1H, C*COH). Macc-cnekrp, m/z: 489.0777 [M — H]"
(BbrunciieHo st Cy7H 9CLN,05: 489.0767). Haiine-
HO, %: C 66.28; H 4.12; N 5.49. Breruucneno, %: C
66.36; H 4.02; N 5.57.
4-[C'uapoxcu-(4-xnopdenun)merunen]-5-(3,4-
auMeTokcudenu)-1-[2-(1 H-unaoa-3-ui)3Tual-
nuppoanauH-2,3-1uon (1x). Beixon 2.4 1 (44%),
T. 1. 214-216°C. UK cnektp, v, cM': 1630 (C=C),
1666 (C=0), 1689 (CON), 3082 (OH), 3375 (NH).
Cnekrp SIMP 'H, §, m. 1.: 2.75 m (1H, CH,Hg), 3.00
M (2H, CH,), 3.65 ¢ [3H, CcH;(OCH;),], 3.75¢ [3H,
C¢H5(OCH;),], 3.83 m (1H, CH Hg), 5.35 ¢ (1H,
C°H), 6.70-7.79 m [12H, C¢H,Cl, C4H;(OCH,),,
CgHs], 10.92 ¢ (1H, NH), 11.91 ym. ¢ (1H, C*COH).
Macc-cniektp, m/z: 515.1377 [M — H] (Bbraucneno
st CooH,»,CIN,O5: 515.1368). Haiineno, %: C 67.46;
H 4.75; N 5.34. C,yH,5CIN,Os. Bpruucneno, %: C
67.38; H4.87; N 5.42.
4-[T'uapoxcu-(4-xnopdenun)merunen]-5-(2,5-
auMeTokcudenu)-1-[2-(1 H-unaoa-3-ui)3Tuial-
nuppoauaun-2,3-nuon (1la). Beixox 2.2 T (40%),
T. 1. 220-222°C. UK cnektp, v, cm ' 1622 (C=C),
1662 (C=0), 1688 (CON), 3063 (OH), 3381 (NH).
Cnexrp SIMP 'H, §, m. 1.: 2.73 M (1H, CH,Hg), 3.00
M (2H, CH,), 3.62 ¢ [3H, C4H;(OCH;),], 3.80 m (1H,
CH,Hp), 3.92 ¢ [3H, C¢H;(OCHj;),], 5.8 ¢ (1H, C°H),
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6.62-7.82 m [12H, C¢H,Cl, C¢H;(OCHjs),, CgHs],
10.85 ¢ (1H, NH), 11.90 ym. ¢ (1H, C*COH). Macc-
cnektp, m/z: 515.1385 [M — H]  (BbrumcneHo mms
C,oH,4CIN,O54: 515.1368). Haiineno, %: C 67.45; H
4.65; N5.24. C59H,5CIN,O5. Brruncneno, %: C 67.38;
H4.87; N 5.42.

4-[I'mapoxkcu-(4-xaoppennna)Merniien|-5-(3-
MeTOKcH-4-Tuapoxcupenn)-1-[2-(1H-ungoa-3-
win)3Twi|nupposauaun-2,3-1uon (Im). Beixox 2.1 T
(42%), T. . 226-228°C. UK cnektp, v, cMm': 1573
(C=0C), 1643 (C=0), 1716 (CON), 3278 (OH), 3404
(NH). Cniextp AMP 'H, 8, m. 1.: 2.75 m (1H, CH,Hp),
2.95 M (2H, CH,), 3.63 ¢ [3H, C4H;(OCH;)OH],3.80
m (1H, CH,Hg), 525 ¢ (IH, C°H), 6.58-7.75 m
[12H, C¢H4CL, CH;(OCH;)OH, CgHs], 9.00 ¢ [1H,
C¢H;3(OCH;)OH], 10.85 ¢ (1H, NH), 11.90 ym. ¢ (1H,
C*COH). Macc-cnekrp, m/z: 501.1224 [M — H]™ (BbI-
yucneno aust C,gH,,CIN,O5: 501.1212). Haiineno, %:
C 67.05; H4.63; N 5.29. C,gH,;CIN,O5. Berancneno,
%: C 66.87; H4.61; N 5.57.

4-[I'mppokcu-(4-xaopdennia)meTunen|-5-(2,4-
auxjaopdeani)-1-[2-(1H-uug04-3-ua)d3TUa | nup-
poimaun-2,3-nuoH (1u). Beixog 2.8 1 (54%), T. m.
186-188°C. UK cmektp, v, cM ' 1624 (C=C), 1667
(C=0), 1690 (CON), 3087 (OH), 3423 (NH). Criextp
SIMP 'H, §, m. 1.: 2.80 m (1H, CH,Hp), 2.98 M (2H,
CH,), 3.83 M (1H, CH,Hp), 5.90 ¢ (1H, C°H), 6.81—
7.78 m [12H, CcH,Cl, C4H;(Cl),, CgHs], 10.80 ¢ (1H,
NH), 11.93 yur. ¢ (1H, C*COH). Macc-cniekTp, m/z:
523.0365 [M — H]™ (Bbruucneno aust C,;H; sCI3N,0;:
523.0378). Haiineno, %: C 61.39; H 3.42; N 5.47.
C,7H,9CL3N,0O;5. Boruucneno, %: C 61.67; H 3.64; N
5.33.

4-[I'mapoxcu-(4-xaopdenna)merunien|-5-(3-ru-
apokcudennn)-1-[2-(1 H-una0/1-3-u)3TuJi| muppo-
auaun-2,3-quoH (10). Bexon 2.7 r (57%), T. 1. 240—
242°C. UK cnektp, v, cM': 1605 (C=C), 1641 (C=0),
1691 (CON), 3090 (OH), 3340 (NH). Cnekrp SAMP
'H, 8, m. 1.: 2.76 M (1H, CH,Hp), 2.99 m (2H, CH,),
3.85 M (1H, CH,Hp), 5.33 ¢ (1H, C°H), 6.62-7.74 m
(13H, CcH,CI, C{H,OH, CgHs), 9.45 ¢ (1H, C¢H,OH),
10.82 ¢ (1H, NH), 11.93 ym. ¢ (1H, C*COH). Macc-
criektp, m/z: 495.1080 [M + Na]" (BbrumcieHo mjis
C,;H,,CIN,O4Na: 495.1082). Haiineno, %: C 68.39;
H 4.42; N 5.77. C,;H,,CIN,O,. Brrunucneno, %: C
68.57; H 4.48; N 5.92.

4-[T'mapoxkcu-(4-xaoppennna)mMernien|-1-[2-
(1H-nnpoa-3-na)3THil-5-(2-xa10pdeHun) muppo-

auauH-2,3-1u0H (1m). Berxon 2.3 1 (47%), T. . 235—
237°C. UK cnektp, v, cM~': 1592 (C=C), 1635 (C=0),
1705 (CON), 3045 (OH), 3275 (NH). Cnekrp SIMP
'H, §, m. 1.: 2.81 m (1H, CH,Hp), 2.95 M (2H, CH,),
3.81 M (1H, CH,Hp), 5.96 ¢ (1H, C°H), 6.82-7.84 M
(13H, 2C¢H,Cl1, CgHs), 10.85 ¢ (1H, NH), 11.91 ymr. ¢
(1H, C*COH). Macc-cniextp, m/z: 489.0784 [M — H]
(Beruncneno st Cp;H,9CLN,05: 489.0767). Haiine-
HO, %: C 65.89; H 4.32; N 5.97. C,;H,,C,N,0;. BbI-
gucieno, %: C 66.00; H 4.10; N 5.70.

[IpoTUBOMUKPOOHYI0 AKTHUBHOCTH TIOTYUYEHHBIX
COCJIMHEHHI OTPENEsId TTPOOUPOYHBIM METOAOM
JIBYKPaTHBIX CEPUMHBIX Pa3BEJICHUN B >KUJIKOW MUTa-
TenpHOU cpene [19]. MccnenyeMble coemuHEHUs Mac-
coit 0.05 r pactBopsuu B 5 M JIMCO, momyuas 0CHOB-
HOH pacTBOp BELLECTBA B KOHIICHTPALIUU 10% MKr/MIL.
JlaHHBIN pacTBOpP CIYXKHJI OCHOBOW M pabodero
pacTBOpa, UMEIONIEro KOHIEHTpanuo 2x10° Mkr/mi,
KOTOpBIA TOCIIENOBAaTeIbHO Pa3BOAUIM JBYKPAaTHO
B JKHJIKOM MHTaTeNbHOU cpene B psay u3 10 mpoodu-
pok. KoHleHTpalnusi HCcCleayeMbIX COEIUHEHUN B
MepBOI MPOOUpPKE psifia pa3BEACHUNA B MUTATEIbLHOMN
cpene coctapisiia 1000.0 mxr/mi. s onpeneneHus
aHTHOAKTepUaIhbHONH aKTHBHOCTH HCIIONB30BaIH Oy-
T50H XOTTHHTEPA W THIIOBBIE CYTOYHBIE KYyIBTYPHI,
BBIpAIlleHHblE Ha NHTaTelbHOM arape. KoHueHTpa-
1S MUKPOOHBIX KJIETOK B ONBITE cOocTaBmia (2—5)x
103 KOE/m1. B KauecTBe MOJNOKHUTENEHOTO KOHTPOJIS
WCTIOTH30BAIIN MMUTATEIHHYIO CPEAy C BHECEHHOU HC-
creayeMoi KylabTypoil. B kauecTBe OTpULATENBHOTO
KOHTPOJISI MCHOJB30BaJl WHTAKTHYIO MHUTATEIHHYIO
cpeny. IloceBbl WHKYyOMpOBaiM B TepMOCTare IMpU
temriepatype37+2°C. Ornenky pocTta OakTepHil mpo-
BOJIMIIM BH3yalibHO 4epe3 20-24 u MHKyOMpOBaHUS.
B xauectse 3nauenuss MIIK (MuHuManbHOH mogasis-
IOIIEH KOHIIEHTPAllMU) MPUHUMAIHA KOHIICHTPAIHIO
COCIMHECHMSI B TIOCICAHEH MPO3PAYHON TPOOHpPKE
cepun pas3BeneHus. B kadecTBe 3TajoHa CpaBHEHUS
aHTHOAKTEpUAIbHONW aKTHMBHOCTH HCIIOJIb30BAIIU JIU-
OKCH/JIVH.

Pabora BeImONTHEHA € COOMIOAEHNEM BCEX MpUMe-
HUMBIX MCKAYHAPOAHBIX, HAIIMOHAJIIbHBIX U UHCTUTY-
[UOHAJBHBIX PYKOBOISIINX MPUHIHUIIOB MO YXOIYy U
UCTIOb30BAHUIO KUBOTHBIX.

®OHJIOBA S IIOJIJIEPXKKA

Pabora BemmonHena npu nopnepxkke Cankt-Ile-
TepOyprcKoro rocyJapcTBeHHOro yHuBepcurera (3a-
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Synthesis and Antibacterial Activity of 5-Aryl-4-|hydroxy-
(4-chlorophenyl)methylene]-1-[2-(1H-indol-3-yl)ethyl]-
pyrrolidine-2,3-diones
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The reaction of tryptamine with aromatic aldehydes and methyl ester of 4-chlorobenzoylpyruvic acid led to the
formation of 5-aryl-4-[hydroxy-(4-chlorophenyl)methylene]-1-[2-(1 H-indol-3-yl)ethyl|pyrrolidine-2,3-diones.
The resulting compounds were tested for antimicrobial activity.

Keywords: N,N-dimethyltryptamine heterocyclic analogues, pyrrolidine-2,3-dione derivatives, antimicrobial
activity
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