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Ha ocHoBe 3-amuHO-5-()eHHITHO30MMIMH-2-UMHUHUHN OpOMHE/Ia ObLTH CHHTE3UPOBAHBI OHOJIOTMYECKH AKTHBHBIC
BEIIECTBA U M3yueHa MX OMOIOTHYECKast aKTUBHOCTh. CTPYKTYPHI MOJMYYCHHBIX COCTUHCHUHN MOITBEPIKICHBI
metonamu H u 13C SIMP criektpockonuit 1 merogom PCA.
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CoenuHeHus, coaepialiue THa30JIUIUHOBBIH
(hparmMeHT, POSBISIOT AHTUMUKPOOHYIO U aHTHOKHC-
JTUTENBHYIO0 aKTUBHOCTS [ 1, 2]. MeTon cuHTEe3a coemu-
HEHUH, IPOSBIIAIONIUX MHPOKUNA CIEKTp Onosoruye-
CKOH aKTUBHOCTH, JOCTATOYHO CIIOKEH M MOJTy4aeTCs
Ha OCHOBE HEJIOCTYITHBIX NCXOJHBIX BEIIeCTB. B cBs3u
C 9TUM JIaHHBIE METO/IbI IPAKTUYECKH HEBBITOTHBI, HO
pacipeHne UCCIIeIOBaHUi B 3TOH 00IacTH 1ejeHa-
mpaBiieHHO. 3ydeHne OMOJIOrHYecKnX aKTHBHOCTEH

JaHHBIX COC}Z[I/IHeHI/Iﬁ 3HAYUMO JIJI1 MCIWUIUHBI.

Ha ocnoBe mpoBeneHHBIX HamMu padoT [3] ObuTH
MOJy4YeHbl TPOAYKThl KoHAeHcaru — [Iuddonsr
OCHOBAHHS 10 PEaKUUu 3-aMUHO-S5-(peHuII-THA30IH-
IUH-2-UMUHUH-OpoMua € JAPYTMMH  Pa3IUYHbIMU
anpaeruiamu. IIpoaykTsl peakuuy ObUIM OCaXKAEHBI
B BUJEC MOHOKpHCTaIUIA. Bbil M3ydeH 3pdekr yHud-
TOKEHUSI [IPOLYKTOB-NIAPA3UTOB  BOCIAIUTEIBHBIX
MIPOIIECCOB, TaKMX Kak Staphylococcus aureus, Tpam-
HeratuBHbIe Oakrepuu Esherichia coli, nurmeHTOOpa-
3yIOIMI TI'paMHEraTHUBHbIC NaJIOYKU Pseudomonas
aeruginoza,  npoxoxkeBble  Oakrtepun  Candida
albicans.
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Cunre3 coorserctBytoumx HInddoseix ocHo-
BaHMIl Ha OCHOBE 3-aMUHO-S5-(QEHWI-THA30IUINH-2-
UMHUHAR-OpOMHUIA C Pa3TMYHBIMH aJIbICTHIAMH TIOKa-
3aH Ha cxeme 1.

3-[(4-XnopOeH3unanaeH)aMuHo|-5-peHuITHa30-
JuauH-2-umunnii opomua (1). K 0.4 r (0.001 momnp)
3-aMHUHO-5-QeHUNTHA3OIUINH-2-UMHHANK-0PO-
MU7a JOOABJSUIM 3TUIIOBBIA criupT, a 3atem 0.27 r
(0.001 momn) 4-xnopben3anbaeruna. CMech nepemMe-
IIVBAJI TIpH KUTIeHnH B TedeHue 2 4. [lomyueHnbpie
Oeble KpUCTAJIBI OT(QHIBTPOBBIBAIN U IPOMbIBA-
mu aneronoM. Beixox 0.5 v (78%), T.ur. 258-259°C.
Crnektp SIMP 'H (300 MI'u, DMSO-d), 8, m.zi.: 4.56
x (1H, CH,, 3Jyyy 6.9 Tw), 4.89 1 (1H, CH,, 3Jyy
7.8 Tm), 5.61 1 (1Hgpoy 3Juy 7.2 T, 7.36-8.04
M (9Hgpoy), 8:47 ¢ (1H, CH=), 10.46 ¢ (1H, NH=).
Crnexrp SIMP 13C (75 MI'tt, DMSO-d), 8, m.11.: 45.40,
55.95,125.13,127.77,128.85, 129.06, 130.49, 131.84,
132.15, 137.40, 149.94, 167.96. Macc-cnextp (ESI),
m/z: 316.82 [C,¢H;sCIN;S]" u 79.88 Br . Haiineno,
%: C 60.00; H 4.69; N 13.20. C,4H;sBrCIN;S.
Beraucneno, %: C 60.66; H 4.74; N 13.27.



738

Ph

JAYPYCKAPH, MATEPPAMOB

Cxema 1
Ar
/NHZ N=/
N ArCHO, EtOH /
J: >=1\TH Br 2 N o
2 KHUIIAYCHHUC, Z 4
< J: J=NH,Br
ph~ S

1-5

Ar = 4-C1-CgHy (1), CHs (2), 4-CH3-CgHy (3),
4-F-CgHy (4), 4-CF3-CgHy (5).

3-[(ben3unaunen)amMmuno|-5-peHnITHA3O0TUINH-
2-umuHMii Opomua (2). MeTtouka cuHTE3a aHaJo-
TUYHA METOJMKE CUHTEe3a [iist coenauneHus (1). Borxon
0.2 T (76%), cBeTIIO KEeNThIe KPUCTAILIHI, T.IUT. 246°C.
Cnextp SIMP 'H (300 MI't, DMSO-dy), 8, m.i.: 4.58
x (1H, CH,, 3Jyy 6.9 Tn), 4.89 T (1H, CH,, Jyy
8.1 Tw), 5.60 T (1Hypoy *Jyu 7.5 Tw), 7.37-8.07 m
(10H,p,), 8.44 ¢ (1H, CH=), 10.35 ¢ (1H, NH=).
Crnextp SIMP 13C (75 MI'n, DMSO-d), 8, m.1.: 45.36,
55.91,127.76,128.65, 128.82, 128.86, 129.09, 131.54,
132.85, 137.48, 151.11, 167.84. Macc-cnextp (ESI),

m/z: 282.30 [C¢H,¢N3S]" 1 79.88 Br™. Haiineno, %:
C 53.00; H4.40; N 11.53. C,cH,5BrN;S. Bsraucneno,
%: C 53.04; H4.41; N 11.60.

3-[(4-MeTun0eH3WIuaeH)aMUHO|-5-pennaTua-
30JuauH-2-uMuHnid opomua (3). Metoauka cuHTe-
3a aHaJOTMYHA METOJMKE CHHTE3a ISl COETUHEHUS
(1). Bexox 0.3 1 (54%), Oemble KpuCTaIbl, T.ILI.
228°C. Crextp AMP 'H (300 MTI'u, DMSO-d), 3,
M.11.: 2.33 ¢ (3H, CH3), 4.55 x (1H, CH,, 3J;;4 6.6 T'nn),
4.88 T (1H, CH,, 3Jyyy 8.1 Tw), 5.60 T (1H,,00 “Jian
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Crrextp SIMP 'H coemunenmus 1
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AHTIMHKpPOOHASI aKTUBHOCTh COeIMHEHHN 1-5
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Staphylococcus aureus

Esherichia coli

Pseudomonas aeruginoza

Candida albicans

7.5T'm), 7.28-7.98 M (9H, ), 8:41 ¢ (1H, CH=), 10.33
¢ (1H, NH=). Cniextp SIMP 13C (75 MTI'ti, DMSO-d),
0, m.1.: 21.27, 45.36, 55.90, 127.79, 128.69, 129.09,
129.46, 130.21, 137.50, 141.68, 151.04, 167.50.
Macc-cniektp (ESI), m/z: 296.40 [C;;HgN;S]" u
79.88 Br . Hatineno, %: C 54.19; H 4.73; N 11.00.
C,7HgBrN;S. Beruucneno, %: C 54.26; H 4.79; N
11.17.

3-[(4-DTopOen3naHIAEH)aMUHO|-5-peHnnTHA-
30JMANH-2-UMUHUH Opomun (4). MeToanka cuHTe-
3a aHAJIOTHMYHA METOAMKE CHHTE3a UIS COCIMHCHUS
(1). Beixon 0.35 r (64%), Genple KpUCTAIIIBI, T.ILI.
271-272°C. Cniextp IMP 'H (300 MTI'u, DMSO-dy),
8, M. 4.56 x (1H, CH,, 3Jyyy 6.6 T), 4.87 T (1H,
CHy, *Jyy 7.8 Tu), 5.60 T (1H,p0 *Juu 7.8 Tu),
7.32-8.16 M (9H,p,), 845 ¢ (1H, CH=), 10.37 ¢
(1H, NH=). Cnektp SIMP 13C (75 MTI't, DMSO-dy),
0, M.1.: 45.39, 55.97, 116.05, 127.81, 128.91, 129.13,
129.60, 131.05, 131.17, 137.55, 150.00, 167.89.
Macc-ciextp (ESI), m/z: 300.36 [C;¢H;sFN;S]" u
79.88 Br . Haiineno, %: C 50.50; H 3.89; N 11.00.
Cy6HsBrFN;S. Beraucneno, %: C 50.52; H 3.95; N
11.05.

3-[(4-TpudTopmeTna)deH3NIUAEH|aAMUHO-5-
(pennnTHazoNUAUH-2-uMuHUIE Opomua (5). Me-
TOJIMKA CHHTE3a aHaJIOTUYHA METOIMKE CHHTE3a JIJIs
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coemunaenus (1). Berxon 0.4 1 (73%), 6enbie kpucrai-
ae1, TIon. 230-232°C. Crekrp SIMP 'H (300 MIn,
DMSO-dy), §, m.a.: 4.58 x (1H, CH,, 3Jyyy 6.6 Tn),
4.89 T (1H, CHy, *Jygy 8.4 T'), 5.60 T (1H,p0y *Juip
7.5T'm), 7.39-8.29 M (9H,,), 8.51 ¢ (1H, CH=), 10.51
¢ (1H, NH=). Cniextp SIMP 13C (75 MI', DMSO-dy),
O, m.a.: 45.45, 56.03, 125.74, 125.80, 127.86, 128.95,
129.15, 129.22, 130.72, 131.14, 136.85, 137.50,
149.54, 168.62. Macc-ciektp (ESI), m/z: 350.38
[C;7H;sF3N3S]" u 79.88 Br . Haiinero, %: C 47.41;
H 3.42; N 9.74. C7H,5BrF;N;S. Berancneno, %: C
47.44; H 3.49; N 9.76.

JlanHbpie coemuHEHUST OBUTM CHUHTE3UPOBAHHBI
Oosee ymoOHBIM METOIOM, YTO IMOKAa3bIBAeT J0OCTa-
TOYHO XOpOIIME AaHTUMHUKpPOOHBIE cBoiicTBa. Jlns
M3YYCHHS dTUX CBOWCTB MPOBEICHBI aHAJIHU3BI C Me-
TOJAMH TECT-KYJBTYpbl M Pa30aBICHUS 110 CEPHSIM.
[TonmyueHHbBIE pe3yabTaThl IPEJCTABICHBI B TAOIHIIE.

B pesynbrare MOXKHO yTBEpXkIarh, YTO CHHTE3H-
poBaHHBEIE BemecTBa Oonee dPPEKTHBHBI, YEM ITH-
JIOBBII CITUPT, B3ATHIN B Ka4ecTBE KOHTPOIIs. JlaHHbIC
BEI[eCTBA KaK B KOHIIEHTPHPOBAHHOM, TaK U B pa30aB-
neHHbIx popmax (1:100, 1:200, 1:400, 1:800) moxa-
BIIIIOT Pa3BUTHE BPEAHBIX MHUKPOOPTaHU3MOB, JAXe
mramMm Pseudomonas aeruginosa, CdanTaeMbIil CAMBIM
CHJIBHBIM.
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Bce pearentsr 3akymiueHsl or ¢upm Merck u
Fluka n ncnonp3oBanucey 6e3 mampHEHIEH OYHCTKH.
Crexrpel IMP 'H u 13C perucrpupoany Ha crek-
tpometpe Bruker Avance 300 MI'm1 (ra wactorax 300
u 75 MI't cootBeTcTBeHHO). Kprcrammmaeckoe cTpo-
€HUC CUHTC3UPOBAHHBIX COC)II/IHCHI/Iﬁ OBILJIO CHSITO Me-
tomoM (PCA) ipu momonu anmapara X-REY SMART
APEX II. Temmeparypsl TUIaBICHHS H3MEPSIN Ha
armmapare Stuart 30. Xox peakmuu KOHTPOJIHPOBATH
METOJIOM TOHKOCJIOMHOM Xpomarorpadun (TCX) nHa
aJUTIOMMHUEBBIX IUIACTUHKAX ¢ cuymkarenaeM 60 Fosy.

BbIBO/IbI

CunTe3npoBaHHBIE BemecTBa Oonee 3(p¢eKTHB-
HBIC, YEM DTHJIOBBIH CIHPT, B3AThI B Ka4eCTBE KOH-
TpoJisl. [JaHHBIE BELIECTBA KAK B KOHIIEHTPUPOBAHHOM,
Tak ¥ B pa3daBieHHbIX (opmax (1:100, 1:200, 1:400,
1:800) momaBiAIOT pa3BUTHE BPEIHBIX MHKpPOOpTa-

HU3MOB, QK€ CUUTAEMBIA CaMbIM CHJIBHBIM IITaMM
Pseudomonas aeruginosa.

KOH®JIMKT UHTEPECOB

ABTODBI 3asBJISIIOT 00 OTCYTCTBUU KOH(IUKTa MH-
TEPEeCcoB

CIIMCOK JIMTEPATYPbI

1. Katayama H., Morisue S. Tetrahedron. 2017, 73, 3541—
3546. doi 10.1016/j.tet.2017.05.04

2. Veale E., O’Brien J., McCabe T., Gunnlaugsson T.
Tetrahedron. 2008, 64, 6794-6800. doi 10.1016/
j.tet.2008.04.097

3. Hypyckapu I.C., Ackeposa A.P., AnsieBa X.H., Myca-
eBa C.A., Mareppamo A.M. JKOpX. 2020, 56, 636—
640. [Duruskari G.S., Asgarova A.R., Aliyeva K.N.,
Musayeva S.A., Maharramov A.M. Russ. J. Org. Chem.
2020, 56, 712—715.] doi 10.1134/S1070428020040223

JKYPHAJI OPTAHMYECKOM XUMUM tom 57 Ne5 2021



I[MTOJIVUEHME ITPOAYKTOB KOHJIEHCAILIMN 741

Obtaining of Condensation Products Showing Biological
Activity Based on Phenylthiazolidine and Aldehydes
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On the base of 3-amino-5-phenylthiazolidine-2-iminium bromide was synthesized the biological activity sub-

stances and studied them biological activity. Structures of synthesized compounds confirmed by 'H, 1*C NMR
spectroscopy and method X-RAY structural analysis.
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