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HccenenoBaHo B3auMOJIEHCTBHE apOMATHIECKUX M TETEPOAPOMATUYECKUX aIbICTHIOB ¢ 3-[2-(4-ruapokcude-
HUIT)3TUI|-2-THOKCOTHA30MUANH-4-0HoM. [Tomydena cepus HOBBIX S5-(TeT)apmwinaeH-3-[2-(4-ruapoxcn eHu )-
9TWI|-2-THOKCOTHA30IMANH-4-0HOB. VccienoBaHa mpoTHBOOITYX0JIeBast M IIPOTUBOBOCHIAIUTEIIbHAS AKTUBHOCTh
CHHTE3MPOBAHHbBIX coeMHeHN . M neHTHOUIIMPOBaHbI COSAMHEHUSI-XUTBI, KOTOPBIE 110 CBOEMY JICUCTBHUIO Ipe-
BBILIAIOT N3BECTHBIC TIPenapaTbl CPABHEHUSL.

KuioueBble cioBa: S-apuiuieH-3-[2-(4-rugpokcudeHm )3T |-2-THOKCOTHA30JIM INH-4-0OHbI, IPOTHBOOITYXO-
JieBast aKTUBHOCTh, IPOTUBOBOCHAIUTENIbHAS aKTUBHOCTD
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OnHol M3 OCHOBHBIX 3aJ1a4 MEAUIUHCKONW XUMHH LIECTBAMHM JUIS MX MOCTPOCHUS MOCITY>KIIIN THPAMHUH
SIBIISIETCSI CO3/IAaHUE dPPEKTUBHBIX M HU3KOTOKCUYHBIX 1, apoMaTHyYeCcKHe aabIAeTHIbI 2a—1, 2-XIOPKOPUIHBIH
JIEKAPCTBEHHBIX CPEACTB. X MOMCK OCYIIECTBIACTCS anpaeruy 3, a TakKe TEeTEPOITUKINICCKUE aThICTHIBI
Cpeau pa3IndHbIX KJIACCOB COCOUHCHMI, B YaCTHOCTH 4-6 (cxeMa 1) 5-App[n(bypa]{_z-Kap6a_]]],];[er1/1]1],1 6a—B
[IPOM3BOAHBIX POAaHMHA (2-THOKCO-4-THA30JMI0HA). OBLIM TOTy4YeHbI apuanpoBanneM Qypdypora xuaso-
Cpenu yka3saHHOTO THITA COCAMHCHUI HAM/ICH LBl HUEBBIMH COJSIMM B YCJIOBHAX peakuuu Meepselina

P BBICOKOAKTUBHBIX ar€HTOB € MIMPOKUM CIIEKTPOM
Ouonoruueckoro aeicTBus. beun naeHTUGUIIpPOBa-
HBI COCTMHEHUSI-TTHIEPH] C BBICOKOH aHTUMHUKPOOHOM
[1-3], mpoTuBOOIyX0JeBOil [4—7], IPOTUBOBOCIAIH-
TenbHOM [8, 9], mporuBoBUpyCcHOI [10—-12], anTHANA-
Oernueckoii [ 13—14] u npyrumu BUAaMu aKTHBHOCTH.
B cBsI3M ¢ 9TUM POAAHNHOBBIN LIUKII IPUHATO CYUTATH

[33] cornacHo paHee onucaHHOU MeTonuke [34].

Ha mepBoit cragmm tHpamun 1 mutHokapOoammu-
HaTHBIM MeTozioM [16] ObuT mpeBparttex B 3-[2-(4-ru-
JIPOKCU(EHMIT)ITUI |-2-THOKCOTHA30MUIuH-4-0H 7
(cxema 2). Boixon npoaykra peakiuu coctaBui 82%.
OTO JKENTHIH KPUCTAIIINYECKUM MOPOIIOK, PACTBOPH-

NPUBUICTHPOBAHHON CTPYKTYpOil B MEAUIMHCKOM Ml B [IMDA, CIMPTE, 1IPH JICTKOM HArpeBatuut — B

xumun [15-17]. aleToHe, YKCyCHOW KHCIIOTE M JAUOKCAHE, HEPaCTBO-
Pa3BuBastHAIIM PaOOTHITIO CHHTE3Y HUCCIICIOBAHUIO PUMBIH B BOJe 1 5upe.

OMOJIOTHYECKUX CBOMCTB azareTeporukion [18-32], Hamu uccnenoBano B3aMMOAEHCTBHE alIbIETHI0B

HAMH OCYIIECTBJIEH HM3aiiH KOMOWHATOPHON OHOJIH- 2—6 c ponanuHOM 7 (cxema 3). YCTaHOBIEHO, YTO OII-

oreku  S-(rer)apunueH-3-[2-(4-runpoxcudeHun)- TUMaJlbHON Cpefoil JUIsl €ro MpOBENEHUs SBIAETCS

3THJI|-2-THOKCOTHA30 U IH-4-0HOB. VcXoqHsiMu Be- KUITSIIAs yKCYCHAsl KUCIIOTA, a KaTajan3aTopoM — alle-
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6a-B

R = 4-OH (2a), 4-CH,0 (26), 3,4-(CH;0), (2B), 3,4-CH,0, (2r), 4-Cl (21, 6a), 2-CF; (66), 3-CF; (68B).

Cxema 2.
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TaT aMMOHUsI. BBIXObI MMPOJTYKTOB PEaKIUU COCTAB-
st 68-99%.

[Momyuennsie S-(ret)apmmaes-3[2-(4-ruapoxcu-
(beHnn ) TrN |-2-THOKCOTHA30MUAnH-4-0061  8—12  —
MTOPOIITKOOOpa3HbIE BEIIECTBA JKEITOTO WITH IKENTO-
OpPAH)KEBOTO I[BETA, XOPOIIO pacTBopuMbie B JIM®DA,
JIMCO, npu HarpeBaHWHW — B YKCYCHOW KHCIIOTE,
CIHPTax, AMOKCAHE M HEPACTBOPUMBIE B OCH30JIE, T1-
STHIIOBOM 3(Hpe u BOJIE.

CrpoeHue MNOIMYYEHHBIX COCIMHEHUN IMOATBEPK-
neHo nanasivu SMP 'Hu 13C. B criektpax SAMP 'Hs
00J7aCTH CHIIFHOTO TIOJIST HAOIOMAIOTCS XapaKTepHBIC
CUTHAJBl amu(paTHYSCKUX MPOTOHOB METHICHOBOMH
uenouyku (CH,),, KoTopasi cCOeANHSET THA30JIUIUHO-
BBII MUKI C napa-THIPOKCUPEHUIEHUM 3aMECTHTE-
sieM. OHM 00pa3yIOT XapaKTepHYIO KapTUHy B (popme
IBYX TpurjietoB mnpu 2.78-2.84 u 4.12-4.17 m. 1.
Curnanm MeTWIMJEHOBOTO IIPOTOHA CYLIECTBEHHO
cMmereH B cimaboe momne (7.65-7.89 M. m.), 9TO CBH-
JIETEIBCTBYET O Z-KOH(PUTYpallUU CHHTE3MPOBAHHBIX
coequHeHnid. CUTHAT IPOTOHA THAPOKCUIILHON TPYTI-

JKYPHAJI OBLLENA XMMMU tom 90 Ne7 2020
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(1) CICH,COONa ‘

(2) HCI

bl (PEHUIITUIBHOTO ()pParMEeHTa PErUCTPUPYETCS B
BHJE cuHIieTa B obmactu 9.23-9.28 M. 1.

[IpoTHBOOIYX0IEBYI0 aKTUBHOCTh CHHTE3UPOBAH-
HBIX COCJUHEHUN W3ydYald METOJOM BBICOKOA(D(heEeK-
TUBHOTO OMOJIOTMYECKOTO CKPUHHMHTA COTJIACHO MEX-
JIYHapOJIHOM Hay4dHOM mporpamme HanumoHaabHOrO
uHctutyTa 370poBbsi CLUA DTP (Developmental
Therapeutic Program) HanuonansHOro HHCTUTYTA
paka (CILA) in vitro ma 60 THHUSIX KIETOK, OXBaThI-
BaIOIINX MTPAKTHYECKH BECh CIIEKTP PAKOBBIX 3a00I1e-
BaHUH YeoBeKa (B TOM YHUCIIC JICUKEMHUH, MEIIaHOMBI,
HEMEJIKOKJIETOYHOTO paka JIErKUX, SMUTEIHaIHHOTO
paka kuiieyHuka, paka [{THC, suuHuKoB, noyek, npo-
cTatbl ¥ MoJIouHOU kene3bl) [35]. Ee mcciemosamu
B KOHIIEHTpaluM TecT-Bemects 107 monn/n. Komu-
YECTBEHHBIM KPUTEPHUEM aKTUBHOCTH COEIMHEHUH
CITy>KWJI paCCUYMTaHHBIN POCT KJIETOK JTMHUH paka (GP,
%) B cpaBHeHHH ¢ KOHTposeM [36—39]. Pe3ynsrats
WccenoBanus mpuBeneHsl B Tabn. 1. Kak moxaszan
AKCIIEPUMEHT, MCCIIENyEeMbIe COCTUHEHUS TPOSBHITN
MIPOTHUBOOMYXOJEBYI0O aKTUBHOCTH PA3HOIO YPOBHSI:
coenuuaenus 7, 8a, 0, r, a, 10, 11 — ymepennyro, coe-
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Cxema 3.

11

12a-8B

R = 4-OH (8a), 4-CH;O0 (86), 3,4-(CH;0), (88), 3,4-CH,0, (8r), 4-CI (8, 12a), 2-CF, (126), 3-CF; (128).

nuHeHus 8B, 12a—B — aKTUBHOCTb CPEIHEN CHUIIBI, CO-
enuHeHue 9 — Boicokyro. B wactHoCTH, coenuHeHue 9
0Ka3aJIOCh IUTOTOKCUYECKUM 110 OTHOILIEHUIO K 29 u3
60 uccrenyeMbIx uaUA. Hanbonee 4yBCTBUTEIBHEI-
MU K HeMmy ObutH TrHnH MenanoMbl LOX IMVI (GP =
—79.22%), UO-31 u ACHN paka nouex (GP = —-84.47
n —73.45%), HCC-2998 u HCT-116 snurennansHOrO
paka kumeganka (GP =—-68.13 u —62.25%).

CoenuaeHue-xuT 9 ObLTIO OTOOpPAHO JJIST BTOPOTO
JTarna MCCIENOBAaHUM, KOTOPBIA 3aKIIodyayics B Te-
CTUpOBaHMHA Ha 00 JMHHAX OIyXOJEBBIX KIETOK B
rpajiieHTe KOHUEHTpauui (IATh KOHIEHTPAUHH MpH
10-kpatHoM pazBeaerun— 100, 10,1,0.110.01 MmxM.).
ITo 3kcIEpUMEHTANIBHBIM pe3yJbTaTaMm in Vitro CKpH-
HUHTA PaCCYUTAHBI TPU J0303aBUCUMBIX IapameTpa:
Gl5— KOHLEHTpanus, KOTOpask BBI3BIBAET YTHETEHUE
pocta 50% xnerok aunum; TGl — koHUIEHTpaIus coe-
JUHEHUS, KOTOpas MPUBOIUT K MOJTHOMY TOAABIECHUIO
pocta; LCs,— KOHIIEHTpaIus BEIIecTBa, KOTopas MpH-
BoauT K 50% rubenu kiaetok. CTOUT 3aMETHUTh, YTO
Gls, uHTEpHpPeTHPYIOT KaK 3(PQPEKTUBHBIA YPOBEHb
nHruoupoBanus, TGl — kak mUTOCTaTHUECKUI B(]-
dext, a LCy, sBIISICTCS J€TaNbHOW KOHICHTPALUEH,
XapaKTepU3yIOMIUN ITUTOTOKCHYECKOE EHCTBHE.

[Ipu ananuse pe3ysnbTaToOB in Vifro CKPUHHHIA CO-
enuHeHue 9 (Tabn. 2) MOATBEPAMIO BBICOKYIO MPO-
THUBOOITYXOJIEBYIO AKTHBHOCTh Ha BCEX JIMHHAX, O
YeM CBHJETENILCTBYIOT IIOKA3aTeIM CPEAHUX 3Hade-
Huit Glsy, TGI n LCs, cocraBisitomue 2.01, 24.25 u
56.07 MKM. COOTBETCTBEHHO.

J1st 0OBEKTUBHOM HHTEPIIPETAIINH JAHHBIX UCCIIC-
JTOBaHUS MPOTUBOOIYXOJIEBOI aKTHBHOCTH PACCUUTAH
uHaekc cenektuBHOCTH (SI) addexra coemuHeHwMiA,
KOTOPBIN MPEJCTABIISIET COOOW OTHOIIIEHUE CPEIHEro
3HAYCHUs TOKa3aTess aKTUBHOCTU JUIS BCEX JIMHUU
PAKOBBIX KJICTOK K CPEJHEMY 3HAUCHHIO 3TOTO MOKa-
3aTensl Uil OTHENBHOrO BHJA 3a0oneBaHus. MHekc
CEJIEKTMBHOCTH B TIpefenax 3—6 paccMaTpuBaIOT Kak
YMEPEHHYIO CEJICKTUBHOCTE, 3HaueHue SI > 6 cBume-
TEJIHCTBYET O BBHICOKOW CEIEKTHBHOCTH MPOTHUBOOITY-
X0IIeBOTO A deKTa.

VYuuTeiBasi BBIIECKAa3aHHOE, COEIUHEHHE 9 He
MIPOSIBUJIO CEIeKTUBHOCTH (Tab. 3) Ha yposae Gly,. B
TO ke BpeMs Ha ypoBHe TGI BbIcOKast cEEKTUBHOCTh
“MeJla MEeCTO B OTHOIICHMH paka mouek (SI = 6.20)
1 yMepeHHas — OTHOCUTENBFHO 3MUTEINAIFHOTO paka
KumeyHnka, paka [IHC, MmemranoMsl 1 paka mpoCTaTkl.

J)KYPHAJI OBLIEM XWMHHU tom 90 Ne 7 2020
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Tabauua 1. LIUTOTOKCUYHOCTh COeqUHEHUM 7—12 B KOHLIEHTpaLUU 1075 M. ra 60 nuHuIX PAKOBBIX KJIETOK

MuTtoTndeckasi akTUBHOCTD Ha

60 nunusax, GP%

CpemHss

JIAaIa30H

Haubonee uysctButensabie muand, GP, %

8a
80
8B

8r
81
9a

10
11
12a

120

128

79.55

86.63
93.61
65.14

92.17
85.08
-7.21

90.88
76.12
48.98

48.62

66.17

8.84-107.59

40.92-118.09
19.70-114.50
14.73-108.66

48.22-116.20
—29.96-116.63
—84.47-55.73

35.11-124.21
24.78-110.60
—18.78-104.05

—14.45-90.25

-3.13-106.98

KMI2 8.84; SR 26.42; DU-145 33.52; MCF7 37.62; RPMI-8226 37.91;
786-0 39.99; TMDA-MB-468 40.54; NCI-H522 46.81

NCI-H522 40.92

CCRF-CEM 19.70; IGROV1 27.92

OVCAR-3 14.73; NCI-H522 15.70; CCRF-CEM 22.70; HCT-15 22.84;
IGROV1 37.07; MDA-MB-435 37.51; SW-620 39.11; HCT-116 41.44;
ACHN 41.74; MOLT-4 41.67; U251 48.04; K-562 48.86

NCI-H522 48.22

NCI-H522-29.96; GROV1 14.59; CCRF-CEM 23.06

UO-31-84.47; LOX IMVI-79.22; ACHN-73.45; HCC-2998-68.13;
HCT-116 —62.25; U251 —58.27; SK-MEL-5-47.63; 786-0 —~47.02; RXF
393 -46.14; IGROV1 —36.64; MDA-MB-468 —36.23; T-47D —34.40; KM 12
~31.55; MDA-MB-435 —30.73; SK-MEL-28 —25.99; UACC-62 —24.74;
OVCAR-5 —20.33; NCI-H23-18.10; CAKI-1 —15.69; M14 —12.74;
COLO 205 -9.30; OVCAR-3 —7.98; NCI-H522-7.91; HL-60(TB) -7.15;
HOP-62 —6.20; A549/ATCC-5.56; HOP-92-1.85; MALME-3M -2.34;
A498 —0.59

CCRF-CEM 35.11

K-562 24.78

NCI-H522 —18.78; HL-60(TB) 8.32; NCI-H4609.89; CRF-CEM 13.51;
MOLT-4 15.30; OVCAR-8 16.35; COLO 205 16.78; A549/ATCC
17.63; MDA-MB-435 19.73; CAKI-1 20.39; U251 22.23; KM12 22.90;
OVCAR-3 24.15; SR 24.49; HT29 25.21; OVCAR-4 25.60; SNB-75
25.79; K-562 26.05; SW-620 26.61; UO-31 28.51; DU-145 29.13; SF-268
31.20; IGROV1 31.79; UACC-257 41.95; T-47D 43.88; SK-OV-3 44.79
MDA-MB-435 —14.45; NCI-H522 —10.98; CCRF-CEM 11.87; IGROV1
12.45; SR 14.16; HT29 14.76; MOLT-4 17.47; K-562 17.54; HL-60(TB)
20.83; MCF7 27.75; KM12 28.16; MDA-MB-468 28.80; SNB-75 29.22;
HCT-1529.61; SW-620 32.07; MALME-3M 32.25; CAKI-1 33.75; HCT-
116 33.87; M14 34.40; T-47D 34.85; LOXIMVI 41.42; OVCAR-3 43.37;
U251 44.11; OVCAR-4 44.80; HS 578 T 47.69; COLO 205 48.07
COLO 205 —3.13; NCI-H52 24.00; DU-145 12.84; CCRF-CEM 13.96;
OVCAR-8 15.24; 786-0 17.95; K-562 20.60; SR 32.54; HL-60(TB)
35.70; MOLT-4 37.05; OVCAR-4 48.50; IGROV 1 48.76

2 [IpuBe/ieHBI TaHHBIC TOJIILKO OTHOCHTENBHO JIMHHUN st KOTOphIX GP < 0.

B cirygae LCs, ymepeHHas ceneKTHBHOCTD HaOIo/Ia-
JIaCh TOJILKO B OTHOIIICHHH paka IOYeK.

B Tabn. 4 npeacraBneHpl JaHHBIE TI0 UCCIIEIOBA-
HUIO aKTHUBHOCTH coequHeHns 9 Ha yposHe Gls, mo
CPaBHEHUIO C M3BECTHBIMH CHHTCTHUECKUMH IIpeTa-
patamMu, TaKUMH Kak (pTOpypammi, UCIIATHH U Te-
(GbuTHHUO, a Tak)Ke MPHUPOJHBIM BEIIECTBOM IPOTH-
BOOITYXOJICBOTO NEHCTBUA — KypKyMuHOM. Kak BUIHO
Y3 JAaHHBIX TAOJUIIBI, aKTUBHOCTh HCCJIEyeMOTO Be-

JKYPHAJI OBLLENA XMMMU tom 90 Ne7 2020

mecTBa, 1 kotoporo MG-MID = 2.01, mpeBsImaeT
reUTUHNUO W 3HAYUTEIHHO MPEBBINIACT ITUCIUIATHH,
KypPKyMHUH U QTOpYyparmui.

Crnenyromuii dTam Hamied paOOThl 3aKITFOYAICS
B M3YYEHHH MPOTHBOBOCHAINTEIBHON aKTHBHOCTH
CUHTE3UPOBAHHBIX coenuHeHud. KapareHuH-uHIYy-
[IAPOBAHHBIA OTEK Jaml SBISCTCS XOPOIIO H3BECT-
HOI MOJIEIBI0 OCTPOrO BOCIMAJICHUS HA KUBOTHBIX U
HauboJIee MUPOKO UCIIONIB3YETCS TIPU TIOUCKE HOBBIX
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Tabauua 2. [{utoToKCHYHOCTH coennHeHuss 9 Ha 60 JMHUSAX OMYXOJIEBBIX KJIETOK B IpajueHTe KoHueHTpauuid 100—

0.01 mxM.

Jlunum KieTox paka 5;15\04’. lel?l\i[’ I{;Eﬁ’ Jlunuu knetok paxa 5;15\04’. ;KG;[’ I\L/Igﬁ/lo’
CCRF-CEM 0.44 >100 >100 LOX IMVI 1.27 2.74 5.90
HL-60(TB) 1.50 >100 >100 MALME-3M 1.44 3.00 6.23
K-562 2.17 >100 >100 M14 2.42 9.70 >100
MOLT-4 2.20 >100 >100 MDA-MB-435 1.61 4.27 14.5
RPMI-8226 0.67 12.7 >100 SK-MEL-2 2.56 7.42 84.4
SR 0.86 >100 >100 SK-MEL-28 1.83 3.93 8.42
A549/ATCC 2.85 >100 >100 SK-MEL-5 1.77 3.31 6.21
EKVX 1.97 4.14 8.69 UACC-257 1.39 3.61 9.40
HOP-62 3.15 12.2 >100 UACC-62 1.33 3.04 6.96
HOP-92 3.18 21.6 >100 IGROV1 2.02 4.93 40.9
NCI-H226 2.17 7.16 >100 OVCAR-3 1.91 4.34 9.85
NCI-H23 2.42 7.85 95.9 OVCAR-4 3.19 35.8 >100
NCI-H322M 3.55 62.1 >100 OVCAR-5 2.02 391 7.60
NCI-H460 2.08 4.72 14.8 OVCAR-8 0.60 16.3 >100
NCI-H522 1.42 4.78 71.3 NCI/ADR-RES 2.16 >100 >100
COLO 205 2.27 7.69 92.5 SK-OV-3 5.53 >100 >100
HCC-2998 1.91 3.72 7.24 786-0 2.19 492 16.5
HCT-116 1.01 3.55 16.3 A498 1.86 3.51 6.61
HCT-15 2.05 11.2 >100 ACHN 1.67 3.60 7.73
HT29 2.11 5.57 29.1 CAKI-1 1.52 3.78 9.38
KM12 1.49 3.03 6.18 RXF 393 1.58 3.20 6.47
SW-620 1.43 3.90 13.8 SN12C 1.51 4.12 14.8
SF-268 2.60 10.3 68.5 TK-10 2.39 5.49 22.1
SF-295 3.57 15.9 >100 UO0-31 1.29 2.69 5.61
SF-539 1.72 3.52 7.18 MCF7 1.85 16.9 >100
SNB-19 1.51 2.95 5.75 MDA-MB- 3.82 343 >100
SNB-75 1.31 5.62 28.0 231/ATCC
U251 1.23 2.66 5.72 HS 578T 3.24 >100 >100
PC-3 2.10 7.42 >100 BT-549 3.44 >100 >100
DU-145 1.60 3.28 6.72 T-47D 2.02 5.61 >100

MIPOTUBOBOCHAINTENBHBIX MpenaparoB [40]. st uc-
CJIEIOBAaHUSl TPOTUBOBOCHAIUTEIBLHON aKTUBHOCTH
HaMu ObUTH BBIOpaHbI coenunenus 7, 80, e, 9, 11 u
12a, B. DKCIEpUMEHTHI MPOBOAMIMCH B COOTBETCTBUU
¢ TpeOoBaHusIMH EBpOTelickoil KOHBEHITUH TI0 3ally-
T€ MO3BOHOYHBIX JKUBOTHBIX, UCIIOJIB3YEMBIX B IKCIIE-
PUMEHTANILHBIX U APYTUX HAYYHBIX melsx. [lomyden-
HBIE IaHHBIC HCCIIEIOBAHNUS TPOTUBOBOCIIATMTEIHHON
AKTUBHOCTU CUHTE3UPOBAHHBIX BEIECTB MPUBEICHBI
B Tao. 5.

[IpoBenenHbie UCCIEMOBAHUS TIOKA3add 3HAYH-
TEJBHBIA TIOTEHITHA TOMYYCHHBIX COCTUHEHUN Kak
MTPOTHUBOBOCIIAIMTENBHBIX CPEACTB. B wacTtHOCTH,
aKTUBHOCTH coenuHennii 80 u 12a Oblia HECKOIBKO

HIYKE ATaJIOHHOTO JIEKAPCTBEHHOTO cpencTBa Jukio-
(enaka, coequHeHns 9 — copa3MepHa, a COeTUHEHUS
12B — BbI1IE. B TO %K€ BpeMsi UHIOIUAECHOBOE MPOU3-
BojiHOE 11 aKTHBHOCTH MPAKTUYECKU HE MPOSIBUJIO.

Takum 00pazoM, monydyeHa cepusi HOBBIX S5-(TeT)-
apwimaeH-3[ 2-(4-ruapoKcueHnI )ITUI |-2-THOKCO-
THA30MUANH-4-0HOB. [IpoBeseH CKPUHWHT WX TPO-
THBOOIYXOJEBOM Y MPOTUBOBOCHAIUTEIBLHON aKTHUB-
HOCTH. VIIEHTUDHUITMPOBAHO COCAMHEHHUE C BBICOKOM
AKTUBHOCTHIO OTHOCUTEIIHHO TIPETapaToB CPaBHEHUSI.

OKCIIEPUMEHTAJIBHAA YACTD

Cnekrpel SIMP 'H perucrpupoBanu Ha criek-
tpometpe Varian Mercury VX-400 (400 u 100 MI'n

J)KYPHAJI OBLIEM XWMHHU tom 90 Ne 7 2020
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Ta6auna 3. CenekTHBHOCTD ICHCTBHSI COeAMHEHNUS 9 Ha OTAEIbHBIC BU/BI PAKOBbIX 3a001eBannii Ha yposHe Glj

[Tapamerp Tin paxa®

JI HKPJI OPK PITHC M P PIT PITP PMX
Glso, MKM. 1.31 2.53 1.75 1.99 1.74 2.49 1.75 1.85 2.71
SI 1.53 0.79 1.15 1.01 1.16 0.81 1.15 1.09 0.74
TGI, MmxM. 85.45 24.95 5.52 6.83 4.56 37.90 3.91 5.35 43.81
SI 0.28 0.97 4.39 3.55 5.32 0.61 6.20 4.53 0.55
LCsy, MkM. 100 76.74 37.87 35.86 26.89 65.48 11.15 53.36 97.27
SI 0.56 0.73 1.48 1.56 2.09 0.86 5.03 1.05 0.58

2 JI — neiikemusi, HKPJI — nemenkokierounsiii pak sierkux, PK — snurenuansubiil pak kumeuynuka, PLIIHC — pak [THC, M — menanoma,
P — pax snunukos, PII — pak nouek, PIIP — pak npocrarel, PMXK — pak Mo04HOH jxesie3bl.

Taﬁ.lmua 4. CpaBHeHI/Ie IMIPOTUBOOITYXOJICBOI'O ,IleI>'ICTBPIH COCITMHCHUA 9 ¢ TAIOHHBIMU JICKapCTBCHHBIMU CPCACTBAMU

Coennuenue Bunp aka®?
JI HKPJI EPK PITHC P PII PIIP PM3 MG-MID
9 1.31 2.53 1.75 1.99 1.74 2.49 1.75 1.85 2.71 2.01
5-®ropypanun 15.1 >100 8.4 72.1 70.6 61.4 45.6 22.7 76.4 52.5
Hucraarun 6.3 9.4 21.0 4.7 6.3 10.2 5.6 13.3 9.48
Kypkymun 3.7 9.2 4.7 5.8 8.9 10.2 11.2 5.9 7.41
Tepurnano 3.54 7.81 7.02 8.14 5.28 6.63 2.67 1.65 7.81 3.24

2 JI — nevixkemust, HKPJI — HemenkokieTounbli pak sierkux, DPK — smmrenuanpubnii pak kumednnka, PLIHC — pak LHTHC, M — menanoma,
PA — pak simunukos, PII — pak nouek, PIIP — pak npoctarer, PMK — pak MojI04HOI keses3bl.
6 [IpuBeeHBI TaHHBIC TOJIBKO OTHOCHTEIBLHO JIMHHM, JUT KOTOphIX GP < 0.

Tabauua 5. [IporuBoBoCHaNUTEIbHAS AKTUBHOCTD COEIMHEHUHN 7T—12

OO6beM oTeka [Toxazarens momaBiIeHUs BOCIATUTEILHON AKTHUBHOCTb OTHOCUTEIHLHO
Coenunenue 0 o
JIAIIbI, MJT peakiuu, % nukiodeHaka, %
Kontpoinb 2.20+0.050 -
7 1.56+0.040 29.1 66.8
86 1.41+£0.035 36.1 82.8
8e 1.60£0.040 27.1 62.2
9 1.25+0.020 43.1 98.9
11 2.03+0.050 33 7.6
12a 1.46+0.035 33.6 77.1
128 1.21£0.020 45.0 103.2
Juknogpenak 1.24+0.020 43.6 100

COOTBETCTBEHHO), pactBoputens — JIMCO-d;. Dne-
MEHTHBIM aHaJN3 BBHINMOJIHAIM HAa ABTOMATHYECKOM
CHNS-anamm3zarope vario MICRO cube.

3-[2-(4-I'napoxcupeHnT)3ITHI]-2-THOKCOTHA30-
auanH-4-oH (7). Cmeck 50 MMoInb THpaMuHa (4-TUj-
pokcudpenmwTHIAMEHA), 60 MMoib CS, u pacTBopa
100 mmoss NaOH B 50 mMa oxjakaeHHOH BOJABI Iie-
pememunBain 10 00pa3oBaHUs MPO3PAYHOTO PACTBO-
pa, 3aTeM 0OABIISITN PacTBOP 5.5 MMOIIb HATPHUEBOU
COJIM MOHOXJIOPYKCYCHOW KHCJIOTBI U OCTaBJISUIN IIPH
20°C Ha 4 cyt. K nonydyeHHOMY pacTBOpy 100aBIIsIIH
100 mMa 6 H. pacTBOpa COJSTHOW KHUCJIOTBHI U HAarpeBa-
JM TpU KUIEHWU B TedeHHe 1 4, 3aTeM OXJIaKJalH.

JKYPHAJI OBLLENA XMMMU tom 90 Ne7 2020

Ocanok OT(GUIBTPOBBIBAIM U MEPEKPUCTAILIU30BbI-
BaJ M3 YKCYCHOW KHCIOTHI. Bbixom 80%, xenTpie
Kkpuctaiisl, T. . 182-184°C. Cnektp SAMP H, 3,
M. 1.: 2.64-2.78 m (2H, NCH,CH,), 3.94-4.02 m (2H,
NCH,CH,), 4.23 ¢ (2H, CH,), 6.69 n (2H, C;H,OH,
J=7.0TImn), 7.00 n (2H, C;H,OH, J="7.1 T'n), 9.26 ¢
(1H, OH). Cnekrp SIMP 13C, &, m. 1.: 31.68, 36.27,
45.89,115.81,128.17,130.02, 156.49,174.61,203.42.
Haiineno, %: C 52.23; H 4.45; N 5.41. C,;H,;NO,S,.
Beruucaeno, %: C 52.15; H 4.38; N 5.53.

O0masi mMerooMKa cuHTe3a S-(rer)apuiiu-
AeH-3-[2-(4-ruaApoKcuGeHnT)ITHI]-2-THOKCOTH -
azonuauH-4-onoB (8-12). Cmecp 0.25 r (1 MmoIb)
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3-[2-(4-TunpokcuheHnI )T |-2-THOKCOTHA3 0T -
IuH-4-oHa 7, 1.2 MMOJIb COOTBETCTBYIOILETO aJIbJie-
ruga 2—6, 0.077 r (1 MMoJIb) arieTara aMMOHHS B 5 MJI
YKCYCHOW KHCIIOTBI KHUIATHIN 1.5-2 4, 3aTeM oXjax-
nand. Ocaok OT(GUIBTPOBBIBAIH, IIPOMBIBAIIN YKCYC-
HOUW KHMCJIOTOM U BOJOM, CYLIMIIN U MIEPEKPUCTATIIIN30-
BBIBAJIU U3 YKCYCHOM KUCIOTHI.

5-(4-T'uapoxcudensuniuaen)-3-[2-(4-ruapok-
cu(eHWI)ITHI]-2-THOKCOTUAZ0IUINH-4-0H  (8a).
Brixon 78%, xentele KpucTaiisl, T. mwi. 227-228°C.
Cnextp SIMP 'H, §, m. 1.: 2.82 T (2H, NCH,CH,, J =
8.0 I'm), 4.15 T (2H, NCH,CH,, J = 10.0 '), 6.67 1
(2H, CcH,OH, J=8.3T'n), 6.93 1 (2H, HOCcH,CH=,
J=28.6Tn), 7.00 1 (2H, CcH,OH, J = 8.3 I'ny), 7.51
o (2H, HOC(H,CH=, J = 8.7 I'1),7.69 ¢ (1H, =CH),
9.25 ¢ (1H, OH), 10.49 ¢ (1H, OH). Cnexrp SIMP
B3C, 8¢, M. 1. 31.77, 46.01, 115.76, 117.07, 118.03,
124.45, 128.08, 130.02, 133.80, 134.16, 156.43,
161.07, 167.25, 193.46. Haiineno, %: C 60.51; H
4.25; N 3.87. C3H5sNO;S,. Beraucineno, %: C 60.48;
H4.23; N 3.92.

3-[2-(4-Tuapoxcudennn)dTui]-5-(4-meTok-
CHOEH3WINAEH)-2-THOKCOTHA30JINAUH-4-0H  (80).
Brixom 92%, xenteie KpucTaIUIbL, T. 1. 189-191°C.
Cnekrp AMP 'H, §, m. 1.: 2.82 T (2H, NCH,CH,, J =
8.0I'm), 3.84 ¢ (1H, CH3), 4.16 T (2H, NCH,CH,, J =
8.0I'm), 6.68 n (2H, C4H,OH, J=8.4 T'n), 7.00 o (2H,
CH,OH, J =84 I'n), 7.12 n (2H, C,H,OCH;, J =
8.8I'w,), 7.61 o (2H, CqH,OCH;, J=8.8I',), 7.74 ¢
(1H, CH=), 9.23 ¢ (1H, OH). Cnektp SIMP 3C, §,
M. .. 31.77, 46.04, 56.05, 115.61, 115.76, 119.33,
125.95, 128.05, 130.02, 133.41, 133.60, 156.44,
161.99, 167.19, 193.43. Haiineno, %: C 61.32; H
4.58; N 3.85. C|oH7;NO;S,. Beraucneno, %: C 61.43;
H4.61; N 3.77.

5-(3,4-Aurnapoxcudensnangen)-3-[2-(4-rua-
poxcudeHnT)ITUI]-2-THOKCOTHA30JUTUH-4-0H
(8B). Brixon 100%, xento-3eeHOBaTHIC KPUCTAILIBI,
T. 1. 264-265°C. Cnextp SIMP 'H, 8, M. 1.0 2.82 T
(1H, NCH,CH,, J=7.6 T'nm), 4.15 T (2H, NCH,CH,,
J=761Tn),6.67 n(2H, C¢H,OH, J=8.0Tn), 6.89 1
[1H, C4H5(OH),, J = 8.0 I'u], 7.00 n (2H, CcH,OH,
J = 8.1 I'm), 7.03-7.12 m [2H, C4H;(OH),], 7.60
¢ (1H, =CH), 9.28 ¢ (1H, OH), 9.52-10.13 ¢ [2H,
C¢H;(OH),]. Crmextp SIMP 13C, §;, M. m.: 32.43,
46.63,116.42,117.61,117.84, 118.40, 125.49, 126.44,
128.75, 130.69, 135.22, 147.24, 150.66, 157.09,
167.88, 194.15. Haiineno, %: C 57.96; H 3.97; N

3.69. C,gH5sNO,S,. Beruucneno, %: C 57.89; H 4.05;
N 3.75.
5-ben3so[1,3]nuokcoi-5-uamerunen-3-[2-(4-
THAPOKCU(EHUT)ITUI|-2-THOKCOTHAZOIUINH-4-0H
(8r). Brrxon 0.32 1 (82%), sxenThie KpUCTAILIBI, T. L.
198-200°C. Cnextp SIMP 'H, §, m. x.: 2.82 T (2H,
NCH,CH,, J= 8.0 I'm), 4.16 m (2H, NCH,CH,), 6.15
¢ (2H, OCH,0), 6.67 1 (2H, Cc(H,OH, J = 8.4 T'm),
7.00 o (2H, C(H,OH, J = 8.4 I'n), 7.11 o (2H, CcH;,
J=28.1TImn), 7.16 c (1H, C¢H3), 7.21 n (2H, C¢H;, J =
8.2 I'm), 7.71 ¢ (1H, CH=), 9.24 ¢ (1H, OH). Cnextp
SIMP 13C, 8., m. a.: 31.76, 46.06, 102.67, 109.80,
110.10, 115.76, 120.02, 127.52, 127.62, 128.03,
130.02, 133.63, 148.81, 150.35, 156.44, 167.14,
193.31. Haiineno, %: C 58.88; H 4.02; N 3.70.
CyoHsNO,S,. Boruucneno, %: C 59.20; H 3.92; N
3.63.
5-(4-Xnopoen3unaungen)-3-[2-(4-ruapokcude-
HWI)3TUWI|-2-THOKCOTUA30JUAUH-4-0H (81). Bbixon
100%, »xenTeie KpUCTALIBI, T. . >250°C. Crektp
SIMP 'H, 8, m. .: 2.82 T (2H, NCH,CH,, J = 7.5 'ny),
4.11-4.20 m (2H, NCH,CH,), 6.68 a1 (2H, C4H,OH,
J=28.0Tn), 7.00 n (2H, C4H,OH, J = 8.0 I'n), 7.60
o (2H, CH,CL, J = 8.4 T'm), 7.64 o (2H, CHLCL, J =
8.4 I'm), 7.77 ¢ (1H, CH), 9.25 ¢ (1H, OH). Cnextp
SAMP BC, 8¢, m. 1. 31.78, 46.17, 115.82, 123.49,
128.03, 130.06, 131.93, 132.31, 132.74, 136.11,
156.51,167.10, 193.39. Haitneno, %: C 57.66; H 3.68;
N 3.82. C;3H,4CINO,S,. Borunucneno, %: C 57.52; H
3.75; N 3.73.
5-(2-Xaop-3-pennnananauaen)-3-[2-(4-rua-
poxkcupeHnI)ITUI]-2-THOKCOTHA30JIUINH-4-0H
(9). Boeixon 75%, enTO-OpaHXEBbIE KPHUCTAILIbI,
T. 1. 193-195°C. Cnextp SIMP 'H, 8, m. 1.: 2.82 T
(2H, NCH,CH,, J = 8.0 I'm), 4.15 T (2H, NCH,CH,,
J=28.0Tn), 6.68 n (2H, C;H,OH, J=8.4 '), 6.99 1
(2H, C(H4,OH, J = 8.4 T'n), 7.44-7.53 m (3H, C¢Hs),
7.67 ¢ (1H, CH=CCl), 7.82 n. n (1H, C4Hs, J=7.7,1.6
I'm), 7.86 ¢ (1H, CH=), 9.23 ¢ (1H, OH). Cnextp SIMP
BC, 8¢, M. 1.: 31.73, 45.95, 115.77, 124.23, 126.87,
128.01, 129.30, 130.03, 130.49, 130.88, 132.42,
134.03, 141.30, 156.45, 167.14, 194.47. Haiineno, %:
C 59.95; H 4.12; N 3.54. C,)H,cCINO,S,. Brruucie-
HO, %: C 59.77; H4.01; N 3.48.
5-(3-®ypan-2-aauauaen)-3-[2-(4-ruapoxcude-
HWI)3TUI|-2-THOKCcOTUA30uAuH-4-0H (10). Beixon
67%, KOpWUYHEBBIE KpUCTAIUIBI, T. . 176-178°C.
Cnekrp SIMP 'H, §, m. x.: 2.78 T (2H, NCH,CH,,

J)KYPHAJI OBLIEM XWMHHU tom 90 Ne 7 2020
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J =280 TIm,), 4.12 T (2H, NCH,CH,, J = 8.0 I'n),
6.61-6.71 m (4H, CcH,OH + 2Fu), 6.95 n (1H, Fu, J=
3.3Tn), 6.99 1 (2H, CcH,OH, J=8.3 '), 7.28 n (1H,
CH=CH-CH=, J = 14.8 '), 7.51 n (1H, CH=CH-
CH=, J=11.9 I'n), 7.89 ¢ (1H, CH=CH-CH=), 9.26
¢ (1H, OH). Cnekrp SIMP 13C, 3, m. 1.: 31.76, 45.98,
113.72, 115.68, 115.75, 121.37, 123.43, 128.05,
130.00, 131.66, 133.33, 146.56, 152.19, 156.43,
166.29, 192.61. Haiineno, %: C 60.25; H 4.33; N
3.86. C,gH,NO;S,. Brrancneno, %: C 60.48; H 4.23;
N 3.92.

3-[2-(4-T'uapoxcudpenun)rtui]-5-(1H-ungo.-
3-HIMeTHJIeH)-2-THOKCOTHA30JIUAUH-4-0H 1n).
Breixon 97%, Kopu4yHEBBIE KPUCTAJIIBL, T. THI. 262—
263°C.Cnexrp IMP 'H, 8, m. 1.: 2.84 1 (2H,NCH,CH,,
J=8.0In),4.17 T (2H, NCH,CH,, J=8.0'm), 6.68 1
(2H, C¢H,OH, J=8.0 '), 7.02 o (2H, C4H,OH, J =
8.0I'm), 7.25 n. Tt 2H, unpon, J=14.7,6.9 '), 7.51 n
(1H, wamon, J=7.8 I'm), 7.90 ¢ (1H, CH=),7.95 o (1H,
uanon, J = 7.4 I'm), 8.06 ¢ (1H, uamoin), 9.24 c (1H,
OH), 12.37 ¢ (1H, NH). Cnekrp SIMP 3C, §¢, m. 1.:
31.83,45.98, 111.52, 113.01, 114.79, 115.74, 118.95,
121.97, 123.82, 126.56, 127.17, 128.15, 130.00,
131.06, 136.84, 156.40, 166.85,192.51. Haiineno, %:
C 63.23; H4.25; N 7.45. C,yH(N,0,S,. Boruncneno,
%: C 63.14; H 4.24; N 7.36.

5-15-(4-Xunopdennna)pypan-2-uameTuniaeH]-
3-[2-(4-ruaporcueHua)ITUI|-2-THOKCOTH A0~
nuH-4-ou (12a). Berxon 100%, opamkeBble KpUCTa-
b1, T. 1. 203-205°C. Cnektp AMP H, §, M. .: 2.82
T (2H, NCH,CH,, J=7.6 I'n), 4.15 T (2H, NCH,CH,,
J=75Tn), 6.67 n (2H, C(H,OH, J = 8.2 I'n), 6.99
1 (2H, CgH,OH, J = 8.3 T'm), 7.36 ¢ (2H, Fu), 7.60—
7.65 m (3H, C¢H,Cl + CH=), 7.84 n (2H, C,H,Cl, J =
8.2 Tm), 9.25 ¢ (1H, OH). Cnekrp AMP 1°C, 5, M. 1.:
31.79,45.98, 111.24, 115.76, 118.54, 119.13, 123.45,
126.40, 127.79, 128.03, 129.83, 130.01, 134.15,
149.86, 156.45, 157.21, 166.66, 193.99. Haiineno, %:
C 60.05; H 3.58; N 3.11. C;,H,(CINO;S,. Beruncne-
Ho, %: C 59.79; H 3.65; N 3.17.

3-[2-(4-T'unpoxcupenn)ITuial-2-Tuokco-5-[5-
(2-tpudropdennna)dpypan-2-ujaMeTHieH| THA30-
auauH-4-od (12,). Berxon 98%, xento-opaH)keBbie
kpuctamibl, T. wi. 181-183°C. Cnexrp SIMP 'H, 3,
M. a.: 2.82 T (2H, NCH,CH,, J=7.5T'm), 4.16 T (2H,
NCH,CH,, J = 7.5 T'n), 6.67 n (2H, C;H,OH, J =
8.3 '), 6.99 n (2H, C(H,OH, J=8.2 T'), 7.08 o (1H,
Fu, J=3.7Tn), 7.39 1 (1H, Fu, J = 3.6 '), 7.66 c
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(1H, CH=), 7.71 T (1H, 1H, C(H,CF;, J = 7.1 I'n),
7.81-7.90 m (3H, C¢H,CF5), 9.25 ¢ (1H, OH). Cniextp
SAMP BBC, 8., m. a.: 31.36, 45.62, 114.43 k (J =
2.8T'm), 115.33, 118.17, 119.68, 122.38, 123.80 x (J =
273.5T1), 125.50k (J=31.0T'm), 127.11 x (J=5.7 '),
127.33 x (J=1.7Tm), 127.61, 129.59, 130.03, 130.50,
133.17, 150.23, 154.58, 156.02, 166.42, 193.79. Haii-
neHo, %: C 58.25; H 3.44; N 3.02. Cy;H,cF;NO;S,.
Beruucneno, %: C 58.10; H 3.39; N 2.95.

3-[2-(4-T'uapoxcupenn)ITuial-2-TuoKkco-5-[5-
(3-Tpudropdpenna)pypan-2-uamMeTniieH| THAZ0IN-
auH-4-on (12d). Beixog 71%, >xentple KpHUCTaIBI,
T. 1. 181-183°C. Cnextp SIMP 'H, &, m. 1.: 2.83 T
(2H, NCH,CH,, J = 8.0 '), 4.16 T (2H, NCH,CH,,
J=28.0Tn), 6.67 n (2H, C(H,OH, J = 8.3 I'n), 7.00
n (2H, CgH,OH, J = 8.4 T'm), 7.38 n (1H, Fu, J =
3.6I'm),7.56 n(1H, Fu,J=3.8T'm), 7.66 ¢ (1H, CH=),
7.76-7.84 m (2H, CcH,CF3), 8.11 1 (1H, CcH,CF;,
J=17.3Tn), 8.17 ¢ (1H, C4H,CF;), 9.25 ¢ (1H, OH).
Crextp SIMP 13C, §¢, m. n.: 31.36, 45.59, 111.68,
115.33,118.01, 119.38, 120.80 x (/= 3.7 I'm), 122.71,
12391k (J=272.6T'm), 125.36 x (J=3.6I'1r), 127.59,
127.81,129.49,129.58,130.10k (J=32.0 '), 130.56,
149.77, 155.99, 156.03, 166.25, 193.50. Haiineno, %:
C 58.14; H 3.36; N 2.96. C,3H,cF;NO;S,. Beruuce-
HO, %: C 58.10; H 3.39; N 2.95.

Buonornyeckue ucnbiTanusi. M3ydyenue Bnwus-
HUS Ha TPOTEKaHUE SKCCYIaTUBHOH (ha3bl BOCTIATICHUS
MIPOBOJIMJIM Ha OCHOBE KappareHMHOBOW MOJIEIH BOC-
MAJATEIHHOTO OTeKa Jial OebIX KpbIc TUHIHA Buctap
pasznoro mona BecoM 180-250 r. JKuBoTHbIe OBbLITH pa3-
JIeNieHbl Ha 9 rpynm nmo msATe Kpbic Ha rpynmy. OgHy
TpynIy AepKajld B KadecTBe KOHTPOJIA, a OCTaBIIH-
ecst 8§ Tpymm (TeCTOBBIE TPYIMIIBI) MCIIONB30BAIH IS
OTIpe/ieTICHUs] TIPOTUBOBOCIIATUTENILHOW aKTHBHOCTH
Juxnodenaka u 7 uccienayeMblx coennHenui. [lepen
9KCIEPUMEHTOM KPBIC COZIEpKaJld B CTAaHAAPTHBIX yC-
JIOBHSIX OCBEIIIEHHOCTH W TeMIIepaTyphl Ha CTaHAAPT-
HOI nuere. CTaHAApTHOE JEKApCTBEHHOE CPEICTBO
Huxnodenak (10 Mr/kr Macchl Tea) U TeCT-COCIHE-
Hus (50 MT/Kr Macchl Tejia) CyCIIEHAMPOBAU B BOJIE C
nobasiennsM TBuHa 80 W BBOAMIN BHYTPHUOPIOIIHH-
Ho. Yepes 30 mun 0.1 ma 2%-Horo pactBopa kappa-
reHUHa B (PM3HOJIIOTHYECKOM PACTBOPE BBOIMIM TOJ
MOJIOLIBEHHYO 00JIACTH MTPABOH 32 IHEH JIarbl KaX10i
Kpbichl. Uepes 4 4 rociie BBeICHUS KapparnHaHa 00b-
€M OTeKa Jarbl (B MJT) H3MEPSUTH C TIOMOIIIBIO BOISTHO-
O TUIETU3MOMETPA U CPAaBHUBAJIA YMEHBIIICHHUE OTEKa
JIanbl B UCHBITYEMBIX IPYMIax 10 CPABHEHUIO C KOH-
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TPOJBHON TpymnIoil. Pe3ynerartel yMEHbIIEHUS OTEKa
JIambl BBIPAYKAIH KakK cpeiHee + CTaHJapTHOE OTKJIO-
HEHHUE U CPAaBHUBAJIN CTATUCTHYECKU C KOHTPOJIbHOMN
IpynIoii ¢ ucnoiab3oBanueM t-kputepus CThIONEHTA.

KOH®JIMKT UHTEPECOB

ABTOpBI 3agBIIAIOT 00 OTCYTCTBHH KOH(IWKTA

HWHTEPECOB.
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The reaction of aromatic and heteroaromatic aldehydes with 3-[2-(4-hydroxyphenyl)ethyl]-2-thioxothiazoli-
din-4-one was studied. A series of new 5-(het)arylidene-3[2-(4-hydroxyphenyl)ethyl]-2-thioxothiazolidin-4-ones
was obtained. For synthesized compounds, antitumor and anti-inflammatory activity was studied. Hit-com-
pounds were identified that exceeded the known comparison drugs in their action.
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