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BBEJAEHUNE

TpexKOMIIOHEHTHBIE PEAKIIMU C yUaCTHEM Ol,Y-
JMKapOOHHUJIBHBIX CHCTEM — OJIMH U3 CIIOCOO0B KOMOH-
HAaTOPHOTO CHHTE3a MPOU3BOIHBIX MTUPPOIUIUH-2-0HOB.
Bbnaropapst pepmeHT-MHrnOMpyromumM ceoiicrsam [ 1-3]
9TH COCAWHEHHUS SIBISIIOTCS TIPUBJICKATEIbHBIMU 00b-
eKTaMHM JJIsl IOUCKA CPEeIy HUX aHTUOAKTEpUaTbHBIX
[4], aHanmpreTHuecKux [5], MPOTUBOPAKOBLIX [6], po-
TUBOBOCIAJIMTEIbHBIX areHTOB [7], @ TaK)Ke BEIIECTB,
OKa3bIBAIOLIUX BIMSHME HA TeMocTa3 [5] 1 cepaeuHo-
cocynuctyto cuctemy [8]. s momydeHus MOIEKy ¢
YIy4IIEHHON OMOJIOTHYECKON aKTHBHOCTBIO PelIarolee
3HaY€HUE UMEET BO3MOKHOCTh IPUMEHEHUS HOBBIX
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CTPOUTENBHBIX O10KOB [9—11]. B kauecTBe mocneqanx
3HAYUTEIBHYIO IIEHHOCTD MPEACTABISIOT aJIKAJIOUIbI U
OMOTCHHBIC aMUHBI.

JMMEeTHITPUIITAMUH, U3BECTHBII KaK KOMIIOHEHT
HEKOTOPBIX pacTeHHi, Hanpumep, Mimosa tenuiflora
[12—15], sBasieTcs spmorenHsM Meauaropom LIHC n
CTPYKTYPHBIM aHAJIOTOM cepoToHnHa. OH oOpasyercs
nyTeMm jaekapOokcwimpoBanust L-tpunrodana, ¢ moc-
JIeAYIOUIUM TPAaHCMETUIIMPOBAaHUEM TpUnTaMuHa [12].

C uenblo Noay4YeHUs TeTePOLMKINYECKUX MPOU3-
BOJIHBIX aHaloroB N,N-IUMETHUITPUNITAMUHA PaHEe
OblJTa M3y4YeHa peakiys TPUNTaMAHA C apOMATHIECKIMHU
aJbJCTUJIaMU U METHIIOBBIMU d(UpPaMU TUPOBUHO-
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rpaaHbIx kuciaort [9, 16, 17]. B nuteparype umerorcs
JaHHBIE O HAIMYUU aHTUIIPOTO30HHON aKTUBHOCTH Y
AHAJIOTUYHBIX coeqHEHMH [ 18], a Taroke 0 CIIoCOOHOCTH
CHMYKAaTh Pa3BUTHE YCTOMUMBOCTH MUKPOOPIaHU3MOB
[PH UCIOIb30BaHNI AaHTUONOTHUKOB IIOCPEACTBOM MHIU-
OMpoBaHMS TOKCHHA BHICOKOH mepcrucTeHiuu A [19]. B
JIAHHOM HCCJIEI0BAaHUHU B KAYECTBE Ol,Y-IMKApOOHUILHON
CHCTEMBI MCIIONIb30BaH METUIIOBBIH 3up 4-MeTHnoeH-
30MJITUPOBUHOIPAJHON KUCIIOTHI.

PE3VYJIBTATBI U OBCYXIAEHUE

B pe3synbprare npoBeACHHBIX MCCIIEOBAaHUN yCTa-
HOBJICHO, YTO KPAaTKOBPEMEHHOE HarpeBaHHEe CMECH
TPUNTAMHHA, APOMATHYECKOTO aJIbJITHIA U METHIIOBOTO
a¢upa 4-MeTHIOEH30MITITUPOBUHOTPATHON KHCIIOTHI 10
PAacTBOPEHHUS PEareHTOB B AUOKCAHE C I1OCIIEAYIOIUM
BBIJICP’KUBAHUEM B TEUEHHE CyTOK MPH KOMHATHOM
TeMIepaType MPUBOANT K 00pa3oBaHuio S-apui-1-[2-
(1H-wapon-3-un)3tnn]-4-(runpoxcu-4-MeTHIIQ eHIIT-
METHJICH \TUppONUanH-2,3-11oHoB 1-12 (cxema 1).

Coenunenus 1-12 npeacrasisiior co0oii cBeTIO-
JKeJNThle KPUCTAJIIMYECKHE BEIIeCTBA PACTBOPUMEBIE B
AM®A, IMCO, nipu HarpeBaHUHU B 3TUIIOBOM CIIHPTE
1 HEpacTBOPUMBIE B BOJIE.

B UK cnekrpax coequnenuit 1-12 npucyTcTByIOT
MOJIOCHI, 00YCIIOBICHHBIE BaJICHTHBIMH KOJICOaHUSIMH
cesasu C=C (1575-1630 cm™'), kapGoHUIbHOI rpyI-
bl B TIoJioxkeHuH 3 reteporukia (1633—1697 cm ),
JIaKTaMHO#i kKapOoHWIbHOM Tpynmb (16761718 cm 1),
CHONbHOI I'MIPOKCUILHOM rpynmbl (3023-3275 e '),
cs3u N-H B retepouukie (3256-3452 cm!). B cekrpax
SIMP 'H coennnennii 1-12, xpoMe CUrHAJIOB apoMa-

THYECKUX MPOTOHOB (6.40—7.90 M. 11.) 1 CBA3aHHBIX C
HUMH TIPYII, IPUCYTCTBYIOT MYJIbTHILIETHI IPOTOHOB
CH,Hg TpunTtamunoBoro ¢parmenta npu aromax C!
(2.54-2.80 n 3.78-3.90 m. 1.) u C? (2.75-3.00 m. 11.),
CHHIVIETHI TPOTOHOB 1ipH atome C° (5.29-5.90 M. 1.) u
NH-rpynmer nagonsaoro mukia (10.78-10.92 m. 1.),
a TaKKe YIHUPEeHHBIN curHai nporoHa OH-rpynmsl
(11.83-11.95 m. 1.).

O6pazoBanne coenuaeHnd 1-12 mpoTekaeT uepes
repBoHavYaIbHOE 00pazoBanne ocHoBaHus [ludda c
MOCTIETYIOIIAM TPUCOCIMHEHHEM METHIIOBOTO 3upa
4-MeTHIOCH30MIITUPOBUHOTPATHON KUCIOTHI M ITHK-
JU3alHUeH B KOHESUHBIH MPOIyKT (cxema 2).

I[aHHBIe CIICKTPOCKOIIUH CBUACTCIILCTBYIOT O TOM,
YTO I10JIyYEHHBIE COEIMHEHNS CYILIECTBYIOT IIPEUMYILIEC-
TBEHHO B €HOJILHOH (pOopMe, UTO TIOATBEPIKAASTCS PeaK-
1rel co CIUPTOBBIM pacTBOopoM xiopuna skenesa(lll),
COIPOBOKAAIOIIEECS MOSBICHUEM BUIITHEBOI OKPacKH
pactBopa. Coennnenust 1-12 mMoryT cyIiecTBoBarh B
TpeX U30MEpHBIX GopMax (cxema 3).

[To manueiM PCA [9], B KpUCTaIIHYECKOM COCTO-
SITHUW TIPUCYTCTBYET opMa A, KOTOpasi B pacTBope,
MO-BUJIMMOMY, MOXKET M30MEpHU30BaThes B popmy B.
CymectBoBanue coeiuHeHui B popme b ManoBeposiTHo,
TaK KaKk OHa HEe CTA0MIM3UPOBaHa BHY TPUMOJICKY/ISAPHOI
BOJIOPOAHOM CBS3BIO.

Cunresupoannble coequnenus 1-8, 10-11 uccneno-
BaHbl HA HAJIMYKE AaHTHOAKTEPHAIBHON U TPOTUBOTPHO-
KOBOH akTMBHOCTU. CKPHHUHT OCYIECTBIISIA B OTHOILIE-
HUM THIIOBBIX WTaMMOB Staphylococcus aureus ATCC
6538-P, Escherichia coli ATCC 25922, Candida albicans
ATCC 885-653. Pe3ynbraTsl HCIIBITAHHH IPEACTABICHBI

Cxema 1.
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Cxema 2.
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B Ta0m. 1. [TomydeHHbIe TaHHBIE CBUAETENHCTBYIOT O TOM,
YTO mony4deHHsle S-apui-1-[2-(1 H-uagon-3-mm)atumn]-
4-(runpoxcu-4-MeTui(hSHIIIME THIICH ) TUPPOITA T H-
2,3-1MOHBI 00NTATAT0T HU3KOM aHTHOAKTepHAbHON 1
MPOTHBOTPUOKOBOW aKTUBHOCTEIO.

BbIBO/IbI

Takum 00pa3oM, Ha OCHOBE TPEXKOMIIOHEHTHOM pe-
aKIMHU TPUIITAMUHA C apOMAaTHYECKUMU aIbACTUAAMU U
METHJIOBBIM 3(UPOM 4-METHIOCH30MIITMPOBUHOT PATHON
KUCJIOTBI TOTy4eHbl S-apui-1-[2-(1 H-uagon-3-nim) |-
4-(rupOKCH-N-TOTMIMETHIICH )TUPPOITUIUH-2,3 - TUOHBI.
PazpaOoTranHblil TpenapaTUBHBIA METOJ MIPOAOIKAET
HCCIEeA0BaHUsI B 001aCTH KOMOMHATOPHOM XUMHHU OHO-
JIOTUYECKH aKTUBHBIX COCMHEHUI JAHHOTO Psija.

0 —
N I
?Ij

N

H

OKCIIEPUMEHTAJIBHA S YACTD

Cnektpsl SIMP 'H 3anucans Ha mpu6ope Bruker
AVANCE 400SX c gactotoit 400 MI'u B IMCO-d,
BHyTpeHHui ctanaapt — TMC. UK cnekTpsl 3aperuc-
TpupoBanbl Ha UK Dypre-crekrpomerpe Shimadzu
IR Affinity-1 B Tabnerkax KBr. Cnekrpst HR-ESI-MS
3anucanbl Ha Macc-cnekTpomerpe Bruker microTOF.
DneMeHTHBIN aHanu3 mpoBeseH Ha mpudope PerkinElmer
2400. TemnepaTypsl IJIaBIEHUS ONPEETIEHBI HAa IPH-
6ope Melting Point M-565. Xon peakiuii u CTEIICHb
YHCTOTHI CHHTE3UPOBAHHBIX COCTUHEHHUI KOHTPOJIH-
poBanu MetonoM TCX Ha rutactuakax Silufol UV-254
B cucreMe CHCl;—AcOH (9:1), nerexrtupoBanue YO
00nyueHueM.

JKYPHAJI OBILLIEM XUMHM tom 94 Ne3 2024



CHUHTE3 5-APWI-1-[2-(1H-UHOJI-3-UJIH)OTUII]. .. 353

Taoauua 1. [IpotuBoMuKpoOHas aKTHBHOCTE coequHeHm 1-8, 10-11.

MIIK, MKkr/mia
CoeauHeHue - -
St. aureus ATCC 6538-P E. coli ATCC 25922 C. albicans ATCC 885-653
1 >1000 >1000 1000
2 1000 >1000 500
3 1000 >1000 500
4 1000 1000 500
5 1000 1000 1000
6 500 1000 500
7 1000 1000 500
8 >1000 >1000 >1000
10 1000 >1000 1000
1 1000 1000 250
Juoxcnann (1%-HbIi pacTBOp) 62.5 31.2 —
DiryKoHa307 — - 2.0

1-[2-(1H-Unpoa-3-wn)3tui]-4-(rugpoxkcu-n-
TOJUIMETHIIeH)-5-(4-MeTUI10eH301J1) I PPOIH AN H-
2,3-quoH (1). K cmecu 0.44 1 (0.01 Mo11b) yKCyCHOTO
ampreruna u 1.60 T (0.01 monp) TpunramuHa B 50 M
nrokcana go6asmsui 2.2 T (0.01 MOb) METHIIOBOTO
a¢upa 4-MeTHIT-0EH30MITITUPOBUHOTPATHON KHUCIIOTHI.
[Mony4yeHHy!0 CMECh HArpeBalld IO PaCTBOPEHUS pe-
arcHTOB, 3aTEM BBIJICPKUBAIIM CYTKU MPU KOMHATHOMN
temrmieparype. Ocagok OTQUIBTPOBBIBAIIN U TIEPEKPUC-
TaJUIM30BBIBAJIM U3 3TUJIOBOTO cniupTa. Beixox 2.40 r
(53%), T. 1. 228-230°C. UK cnextp (KBr), v, cm '
1611 (C=C), 1634 (C=0), 1710 (CON), 3102 (OH), 3378
(NH). Cniextp IMP 'H (400 MI'ty, JIMCO-d,, 25°C), §,
M. a.: 2.23 ¢ (3H, CcH,CHy), 2.33 ¢ (3H, CcH,CHy),
2.76 m (1H, C'H,Hg), 2.96 M (2H, C?H,), 3.85 m (1H,
C'H,Hp), 5.29 ¢ (1H, C°H), 6.93-7.57 m (13H, C¢H,CH;,
C¢H,CH;, CgHs), 10.82 ¢ (1H, uamon-NH), 11.83 ym.
¢ (1H, C*COH). Haiineno, %: C 77.02; H 5.83; N 5.96.
CyoH,4N,O5. Berancieno, %: C 77.31; H 5.82; N 6.22.

Coennnenus 2—12 nomyyanyu aHaJIOTHYHO.

1-[2-(1H-Unpo0a-3-ua)3tuial-4-(ruipoxcu-n-
TOJHJIMETHJIeH)-5-(4-MeToOKCU (D eHUT) TUPPOTUTUH-
2,3-nuoH (2). B peakmnym ucmonp30Bain 4-MeTOKCHOCH-
sampaerun. Berxon 2.35 T (50%), 1. un. 226-228°C. UK
cnekrp (KBr), v, em!: 1613 (C=C), 1635 (C=0), 1715
(CON), 3112 (OH), 3380 (NH). Cniexp SIMP 'H (400
MI'u, AMCO-d,, 25°C), 8, m. a.: 2.33 ¢ (3H, C¢H,CHj),
2.77 m (1H, C'H,Hp), 2.95 M (2H, CH,), 3.69 ¢ (3H,
C¢H,OCH;), 3.83 M (1H, C'H,Hp), 5.32 ¢ (1H, C°H),
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6.83-7.58 m (13H, C;H,OCHs, C.H,CH,, CHy), 10.82
¢ (1H, uamon-NH), 11.83 ymr. ¢ (1H, C*COH). Haiizneno,
%: C 74.51; H 5.95; N 6.73. C,9H,,N,0,. Borancneno,
%: C 74.66; H 5.62; N 6.00.

1-[2-(1H-Unpo0a-3-ua)3tui|-4-(ruipoKcu-n-
TOJWIMeTHIeH)-5-(4-proppenna)nuppoauaun-2,3-
auoH (3). B peaknnn ncronszoBanm 4-QpropOeH3aTb-
nerun. Berxox 2.45 T (54%), 1. 1. 218-220°C. UK
cnektp (KBr), v, em™!: 1590 (C=C), 1644 (C=0), 1714
(CON), 3023 (OH), 3268 (NH). Cniextp SIMP 'H (400
MI'u, AMCO-d,, 25°C), 6, m. a1.: 2.33 ¢ (3H, C;H,CHj),
2.75 m (1H, C'H,Hg), 2.96 M (2H, C?H,), 3.84 M (1H,
C'HxHp), 5.38 ¢ (1H, C3H), 6.94-7.58 m (13H, C(H,F,
C¢H4CHj;, CgHs), 10.83 ¢ (1H, unnon-NH), 11.82 ym.
¢ (1H, C*COH). Haiineno, %: C 73.46; H 5.57; N 6.58.
C,3H,3FN,O5. Berancneno, %: C 73.99; H 5.10; N 6.16.

1-[2-(1H-Unpoa-3-un)3tuial-5-(4-mpem-6ytun-
(ennin)-4-(ruapoKCUu-7-TOTUIMETHIIEH ) TUPPOJTH-
AuH-2,3-110H (4). B peakuuu ucrnonn3osanu 4-mpem-
OoytunOen3anpaerua. Beixog 2.10 1 (43%), T. min.
244-246°C. UK cnextp (KBr), v, cMm': 1622 (C=C),
1663 (C=0), 1679 (CON), 3117 (OH), 3401 (NH).
Crniextp SIMP 'H (400 MI'ni, JIMCO-dg, 25°C), 8, M. 1.
1.23 ¢ [9H, C4H,C(CHj;);], 2.33 ¢ (3H, C,H,CH,),
2.71 m (1H, C'H,Hpg), 2.99 M (2H, C?H,), 3.78 m (1H,
C'H,Hp), 5.38 ¢ (1H, C°H), 6.87-7.60 m [13H, C(H,CHj;,
CcH4C(CHy);, CgHs], 10.83 ¢ (1H, nnmon-NH), 11.83 ym.
¢ (1H, C*COH). Haiineno, %: C 78.22; H 6.83; N 5.86.
C5,H3,N,05. Berancieno, %: C 78.02; H 6.55; N 5.69.
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1-[2-(1H-Unpoa-3-win)3tuia]-4-(rugpoxkcu-n-
TOJWJIMETHJIeH)-5-(4-3ToKcH(eHNT) TUPPOTUANH-
2,3-1uoH (5). B peaxmum ucmons3oBaim 4-3TOKCHOCH-
sanpaerua. Beixog 2.30 r (48%), 1. . 212-214°C.
UK cnextp (KBr), v, cM™': 1621 (C=C), 1668 (C=0),
1712 (CON), 3260 (OH), 3438 (NH). Cnekrp SAMP
'H (400 MI'u, JIMCO-d,, 25°C), 8, m. a.: 1.27 T (3H,
C¢H,OCH,CH,), 2.33 ¢ (3H, C(H,CHy3), 2.73 m (1H,
C'H,Hp), 2.95 m (2H, C?H,), 3.83 m (1H, C'H,Hj), 3.96
x (2H, C(H,OCH,CHj,), 5.32 ¢ (1H, C°H), 6.81-7.58 m
(13H, C¢H,OCH,CH;, C(H,CHj;, C¢Hs), 10.82 ¢ (1H,
ungon-NH), 11.83 ym. ¢ (1H, C*COH). Haiineno, %:
C 74.76; H 5.56; N 5.38. C3)H,gFN,O,. Brruucneno,
%: C 74.98; H 5.87; N 5.83.

1-[2-(1H-Unpon-3-uwia)dytui)-5-(4-anerodpenn)-4-
(TrUAPOKCU-1-TOTUIM e THIIEH ) TU PP OJTHINH-2,3-THOH
(6). B peaknuu ucnonp3oBany 4-aeToOeH3aIbIeTH]I.
Brixon 1.95 1t (40%), 1. . 203-205°C. UK cmextp
(KBr), v, cm!: 1588 (C=C), 1639 (C=0), 1706 (CON),
3095 (OH), 3358 (NH). Cnextp SIMP 'H (400 MTI'n,
AMCO-d, 25°C), 6, m. a.: 2.33 ¢ (3H, C,H,CH5),
2.77 m (1H, C'H,Hp), 2.96 m (2H, C?H,), 3.81 ¢ (3H,
CH;COOCH,), 3.88 m (1H, C'H,Hp), 5.43 ¢ (1H, C°H),
6.91-7.87 m (13H, CgH,COOCH;, CcH,CH;, CgHs),
10.84 ¢ (1H, uagon-NH), 11.88 yur. ¢ (1H, C*COH).
Haiineno, %: C 73.06; H 5.69; N 5.38. C;,H,(N,0:s.
Brruucneno, %: C 72.86; H 5.30; N 5.66.

1-[2-(1H-Unpoa-3-nn)3tuia]-4-(rugpoKcu-n-
TOJMHIMeTHJIeH)-5-(4-Xx10p ¢ eHnT) MTUPPOTUINH-
2,3-nuon (7). B peaknun ucnonb3oBain 4-x10pOeH-
sampaerun. Boixon 2.66 1 (56%), T. . 246-248°0 MK
ciextp (KBr), v, eMm': 1587 (C=C), 1645 (C=0), 1698
(CON), 3071 (OH), 3279 (NH). Cnektp SIMP 'H (400
MTI'u, AMCO-d,, 25°C), , m. 1.: 2.33 ¢ (3H, C¢H,CHj),
2.75 m (1H, C'H,Hg), 2.97 M (2H, C?H,), 3.88 m (1H,
C'HHp), 5.37 ¢ (1H, C°H), 6.94-7.58 m (13H, C,H,CI,
C¢H,CH;, C¢Hjs), 10.85 ¢ (1H, namon-NH), 11.91 ym.
¢ (1H, C*COH). Haiineno, %: C 71.56; H 4.79; N 5.38.
C,gH,;CIN,O5. Beruucneno, %: C 71.41; H4.92; N 5.95.

1-[2-(1H-Unpon-3-un)3tuil-5-(4-o6pombennit)-4-
(ruApOKCU-1-TOJNUIMETHIIEH)TUPPOIUINH-2,3-THOH
(8). B peakuuu ucnonb3oBanu 4-0poMOSH3aIbICTH]T.
Brixon 2.65 T (51%), 1. . 250-252°C. UK cmextp
(KBr), v, em!: 1575 (C=C), 1648 (C=0), 1715 (CON),
3028 (OH), 3263 (NH). Cnekrp SIMP 'H (400 MI'1,
IMCO-dg, 25°C), o, m. a.: 2.33 ¢ (3H, C4H,CHj),
2.75 m (1H, C'H,Hg), 2.97 m (2H, C?H,), 3.88 M

(1H, C'H,Hp), 5.36 ¢ (1H, C°H), 6.95-7.58 m (13H,
C¢H4CH;, C¢HsBr, CgHs), 10.85 ¢ (1H, nngon-NH),
11.95 ym. ¢ (1H, C*COH). Haiineno, %: C 65.51; H
4.30; N 5.16. C,3H,3BrN,O;. Beranciieno, %: C 65.25;
H 4.50; N 5.44.

1-[2-(1H-Una04a-3-u)3Tu|-5-(4-rugpoxkcu-
(penn)-4-(rUAPOKCH-A-TOTUIMETHIICH ) ITUPP OJIU/IHH-
2,3-nuoH (9). B peaxuu ucnons3oBanu 4-ruipoKCu-
6ensanpaerua. Beixon 2.31 1 (51%), 1. ut. 247-248°C.
UK cnexrp (KBr), v, em™': 1630 (C=C), 1668 (C=0),
1689 (CON), 3082 (OH), 3375 (NH). Cnektp SAMP
'H (400 MI'n, JIMCO-d,, 25°C), 8, m. 1.: 2.33 ¢ (3H,
C¢H,CH;), 2.75 m (1H, C'H,Hp), 2.95 m (2H, C?H,),
3.83 m (1H, C'H,Hg), 5.27 ¢ (1H, C°H), 6.65-7.58 M
(13H, C4H,CH;, C(H,OH, C¢Hs), 9.43 ¢ (1H, C4H,OH),
10.92 ¢ (1H, uagon-NH), 11.91 ymr. ¢ (1H, C*COH).
Haiineno, %: C 74.46; H 5.05; N 6.55. C,gH,uN,O,.
Breraucneno, %: C 74.32; H 5.35; N 6.19.

1-[2-(1H-Unpoa-3-na)3tui]-4-(rugpoxkcu-n-
TOJIMJIMETUJIeH )-5-(hennmmuppoauan-2,3-quoH (10).
B peaxmum ucnonb3oBanu 6eHzanbaerua. Beixom 2.21
r (51%), T. . 220-222°C. UK cnekrp (KBr), v, cM ™'
1626 (C=C), 1662 (C=0), 1685 (CON), 3063 (OH), 3381
(NH). Cniextp SIMP 'H (400 MI'ni, JIMCO-d, 25°C), §,
M. 1.: 2.33 ¢ (3H, C¢H,CH;), 2.76 m (1H, C'H,Hp),
2.95 M (2H, C?H,), 3.84 M (1H, C'H,Hp), 5.37 ¢ (1H,
C°H), 6.93-7.58 m (14H, C(H,CH;, C¢Hs, CgHs), 10.83
¢ (1H, uanon-NH), 11.90 ymu. ¢ (1H, C*COH). Haiizneno,
%: C77.35; H5.65; N 6.84. C,4H,,N,O5. Beruucneno,
%: C 77.06; H 5.54; N 6.42.

1-[2-(1H-Unx0a-3-ua)3Tua|-4-(rugpoxcu-n-
TOJIUJIMETHIeH)-5-(4-3Tu1eHUI) MUuppoaTuaAnH-2,3-
auoH (11). B peaxkmy uCmonb30Bav 4-3THIIOCH3AIbIC-
rug. Bexon 2.20 1 (47%), 1. ot 207-209°C. UK cniextp
(KBr), v, cM!: 1575 (C=C), 1646 (C=0), 1716 (CON),
3274 (OH), 3404 (NH). Cnextp AMP 'H (400 MTI'n,
AMCO-d,, 25°C), 8, m. n.: 1.2 T (3H, CcH,CH,CHj;),
2.33 ¢ (3H, C4H,CHy5), 2.5 x [2H CcH4(CH,CHj3)],
2.75 m (1H, C'H,Hp), 2.95 m (2H, C?H,), 3.83 m
(1H, C'H,Hp), 5.34 ¢ (1H, C°H), 6.92-7.59 m [13H,
C¢H,CH;, C4H4(CH,CHj3), C¢Hs], 10.85 ¢ (1H, nngon-
NH), 11.90 ym. ¢ (1H, C*COH). Haiineno, %: C 77.85;
H 5.84; N 5.84. C3)H,gN,O5. Beraucneno, %: C 77.56;
H 6.08; N 6.03.

1-[2-(1H-Unpoa-3-ua)3Tuia|-4-(rugpokcu-n-
TOJWJIMETHJIeH)-5-(4-u30nponuieHnJ ) muppo-
auauH-2,3-1uoH (12). B peakuuu UCnoab30BaIn
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4-m3omnpormnben3anpaerun. Berxox 2.75 T (58%), T. mt.
228-230°C. UK cnektp (KBr), v, cM': 1624 (C=C), 1669
(C=0), 1692 (CON), 3087 (OH), 3423 (NH). Criextp
SIMP 'H (400 MI'u, IMCO-d;, 25°C), §, M. 1.: 1.15 11
[6H, CH(CHj;),], 2.33 ¢ (3H, C4H,CHy), 2.72 m [6H,
CH(CH,),], 2.81 m (1H, C'H,Hg), 2.96 M (2H, C*H,),
3.82 M (1H, C'H,Hp), 5.37 ¢ (1H, C°H), 6.91-7.60 m
(13H, C¢H,CH;, C¢H,'Pr, CgHs), 10.82 ¢ (1H, unon-
NH), 11.93 yu. ¢ (1H, C*COH). Haiineno, %: C 77.39;
H 6.42; N 5.97. C3,H3,N,O;. Boruucneno, %: C 77.80;
H 6.32; N 5.85.

AHTHOAKTEPHAJIbHYIO U IPOTUBOTPUOKOBYIO
AKTHBHOCTb TOTYYCHHBIX COCTMHEHUIN OTPEIeIsTin
MPOOHPOYHBIM METOZIOM JIBYKPATHBIX CEPHIHHBIX pa3Be-
JieHUH B xuakol mutarensHoi cpene [20]. Mccnenyemble
coequnenust maccoit 0.05 r pactBopsuiu B 5 M1 IMCO,
TOJTy49asi OCHOBHOM PAacTBOP BEIIECTBA B KOHIIEHTPAIINH
10* Mxr/mu1. JlaHHBIH PacTBOP CITy’KHI OCHOBOI IS pa-
604ero pacTBOpa, HMEIOIEro KOHIEHTpamuo 2-10° Mkr/
MJI, KOTOPBII TOCIIEA0BATENFHO Pa3BOAMIN JBYKPATHO
B XKHUJIKOHW TTUTATEIBHON cperne B psaay u3 10 mpoOupoxk.
KoHnueHnTpanus uccnenyemMbx COeJMHEHUI B TIEPBOM TIPO-
OupKe psia pa3BeeHHH B MUTATENBHON Cpejie CoCTaBIsIa
1000.0 mxr/mi. s onpenenennst aHTHOAKTEpHUAITLHON
AKTUBHOCTH HCTIOIB30BAIH OyJIb0H XOoTTHHTEpa. s
oTpe/ieIIeHNs] aHTHOAKTEPUATIbHOM aKTHBHOCTH UCTIONb-
30BaJIM TUIIOBBIE CYyTOUHBIE KYJBTYpBbI, BEIPAIllEHHbIE HA
IUTaTeNIbHOM arape. KoHeHTpaiust MUKpOOHBIX KIJIETOK
B onbITe coctaBuna (2—-5)-10° KOE/mn. B kauectse 11o-
JIOKUTEIIHHOTO KOHTPOJISL UCTIONB30BAJIH MTUTATEIHHYIO
Cpelly C BHECEHHOM MCCIeNyeMOi KyJIbTypoil. B kauecTse
OTPHLIATEIBHOIO KOHTPOJI MCIOIb30BAIM HHTAKTHYIO
UTaTeNbHYIo cpeny. [loceBrl MHKYOUpOBali B TEPMO-
crare ripu Temreparype 37+2°C. OneHky pocra 6akrepuit
MPOBOIMITH BU3YalbHO yepe3 20-24 4 uHkyOupoBanusi. B
kauecTBe 3HaueHUs MITK (MUHMMATEHOH TOIABIIIONICH
KOHIICHTPAIINH) TIPHHIMAJIHA KOHIIEHTPAIIUIO COSINHEHHS
B TIOCJICIHEH MTPO3PAYHON TIPOOHPKE CEPUU PA3BEICHNS.
B kadecTBe dTasioHa CpaBHEHHsI aHTHOAKTEPUAITLHON
AKTMBHOCTH HCIIOJIb30BAIN TUOKCUINH.

CKpUHHUHT IPOTHBOTPUOKOBOM aKTHBHOCTH OCYIIIECT-
BJISLTH B OTHOIIEHUH TUIoBoro mramma Candida albicans
ATCC 885-653. Uccnenyemble coenunenus maccoit 0,05
r pactBopsiid B 5 M1 JIMCO, nosyuast OCHOBHOH pacTBOp
BEIIECTBA B KOHIIEHTPALIUU 10* Mxr/mot. JlaHHBIH pactBop
CITYKWJI OCHOBOM TSl pab0overo pacTBOpa, MMEIOIIETO
KOHIICHTPALHIO 2 103 Mxr/m, KOTOPBIH MOCIIECA0BATEILHO
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Pa3BOIMIIM ABYKPATHO B JKUJKOHM ITUTATEIbHON CPEZie B
psaay n3 10 mpobupok. KoHnleHTpanus nccieayemMoro
COeIMHEHMS B TIEPBOI MPOOUPKE psAa pa3BeleHH B
nuTarenbHON cpene cocrasimsuia 1000.0 mxr/mor. Jlist
OIIPE/ICJICHHUS ITPOTUBOTPUOKOBON aKTMBHOCTH MCIIOJb-
3oBam OynpoH Calypo (I'ocynapcTBeHHBIN HayYHBII
LEHTP NPHUKIaJHOW MUKPOOUOIOTHU U OMOTEXHOJIOTHH,
O6onenck). s pUroTOBIEHUS B3BECH JIPOXKIKEBBIX
KyJBTYpP IIPUMEHSIN IBYXCYTOUYHBIE KYyJIBTYPbI, BbIpa-
meHHble Ha arape Ca0ypo. KonnenTpanust MUKpOOHBIX
KJIETOK B OmbITe cocTauia 2—5-10* KOE/mi1. B kauectse
MOJIOKUTEIBHOTO KOHTPOJISL UCIIOIb30BAIN MUTATENb-
HYIO Cpely C BHECEHHOH HccaeayeMoi KyasTypoid. B
KaueCcTBE OTPULATEIHLHOTO KOHTPOJIS UCIOIb30BaAIIN
MHTAKTHYIO TUTaTeNbHYI0 cpeny. [loceBbl nHKyOMpoBamu
B TepMocTare nmpu temreparype 25+2°C. OneHKy aHTH-
MHUKOTHYECKOM aKTUBHOCTH OCYIIECTBIISUIN BU3YaIbHO
Ha 40—48 4 naKyOnpoBaHus. B kauecTBe 3HaAUCHHS
MIIK (MPHUMAIIEHOW TIOABIISIONIEH KOHIICHTPAIIHH)
MPUHUMAJIM KOHLEHTPALMIO COEIMHEHUsI B TOCIEeIHEN
MPO3pavYHON IPoOMpPKe cepur pa3BeneHHs. B kauecTBe
3TaJIOHA CPAaBHEHUS IPOTUBOMHUKPOOHON aKTMBHOCTH
WCTIOJTH30BAIN (PITYKOHA30.

Pabota BEITIOTHEHA ¢ COOTIONEHUEM BCEX TTPHUMeE-
HUMBIX MEKTYHAPOHBIX, HAIIMOHAJIBHBIX U HHCTUTY-
[UOHAJILHBIX PYKOBOSIIMX MPUHIIUIIOB MO YXOAY U
HCTIOJIb30BAHUIO )KUBOTHBIX.
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Synthesis of 5-Aryl-1-[2-(1H-indol-3-yl)ethyl]-
4-(hydroxy-4-methylphenylmethylene)pyrrolidine-2,3-diones
by Reaction of Tryptamine with 4-Methylbenzoyltartaric Acid
Methyl Ester and Aromatic Aldehydes
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Short heating of a mixture of tryptamine, aromatic aldehyde and 4-methylbenzoylpyruvic acid methyl ester
followed by keeping for 24 h at room temperature leads to the formation of 5-aryl-1-[2-(1H-indol-3-yl)ethyl]-
4-(hydroxy-p-tolylmethylene)pyrrolidine-2,3-diones. Structure of the obtained compounds was confirmed by
IR and '"H NMR spectroscopy methods. Antimicrobial activity of the obtained compounds was investigated.

Keywords: pyrrolidine-2,3-diones, NV,N-dimethyltryptamine analogues, three-component reactions, biologically
active substances, antimicrobial activity
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