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Annoranusa

B kadectBe 00beKTa UCCAEIOBaHNS ObLIO BBIOPAHO OJIHO U3 MPOU3BOIHBIX 4-THa30JIMIMHOHA,
a UMEHHO 2-IMAaHOMETHUJICH-4-TUA30JMUINHOH, KOTOPBI, COIJIACHO JINTEPATYPHBIM TAHHBIM,
obJrajiaeT OMOJIOTUYIECKOM aKTUBHOCTBIO. VI3ydyeHa aKTUBHOCTH JTAHHOTO COEMHEHUS B PEAK-
nugx azocodyeraHus. B pe3ysbTare SKCIEPUMEHTA BbIJIEIEHO TPYU HE OMUCAHHBIX B JINTEPA-
Type OPaHKEBO-KOPUIHEBBIX COeMHeHns Buixogamu oT 41 1o 74% — mpoayKThel azocodera-
HUS 2-ITMAHOMETHICH-4-THA30INIMHOHA C 3-aMUHOIUPUIANHOM, 1,3-IuMeTnI-2-pennia-4-amu-
HomupaszosionoM-5 u 1H-3-merwm-4-(4'-merokcen )-denun-5-amunonupasonmom. Crpoenue co-
€/IMHEHNI JOKA3aHO CIEKTPAJbHBIMUA METOIAMM aHaan3a. MeTomoM 3JIEKTPOHHON CIIEKTPO-
CKOIIMU M3yYIEHO KUCJOTHO-OCHOBHOE PABHOBECHE BbIJIeJIEHHBbIX coequuenuii. [lokazano, 1ro
WX HEUTpPaAJbHbIE pACTBOPHI XAPAKTEPU3YIOTCS IOJIOCAMHU TOIJIONIEHUs B  00JacTh
420-430 am. Ilpu mobaBjeHUU TUAPOKCHIIA HATPUS JJIMHHOBOJIHOBBIE TIOJIOCHI ITOTJIONIEHUST
[IPEeTEePIEBAIOT CABUT B 00JIACTH OOJIBIITUX JJIMH BOJIH, YTO CBSI3aHO C U3MEHEHUEM TayTOMep-
HOI (bopMBI U MOHM3AIMEN coeuHeHUl. MeTo KOMIBIOTEPHOTO CKPUHUHTA YKAa3bIBAeT HA
HU3KYI0 TOKCUYHOCTH CUHTE3UPOBAHHBIX COEIMHEHUI U HA BO3MOXKHOCTb UX HCIIOJIb30BAHUS
B KavecTBe OMOJIOTUYECKN aKTUBHBIX MPEapaToB.

KuroueBbie ciioBa

2-IMaHOMETUJIeH-4-THA30IUINHOH, a30COYeTaHNe, CIEKTPAJbHbIE XapaKTEPUCTUKU, KHC-
JIOTHO-OCHOBHOE DaBHOBecHe, OMOJIOTUIECKasi AaKTUBHOCTb.
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BBenenue

CoenHeHMs, COMEPIKAIIIE TUABOJIUJIN-
HOHOBOE sIJIDO, B HACTOSAIIEE BPEMS IPUBJIE-
KaloT aKTUBHOE BHUMAaHUE UCCJe0BaTes el B
CBSI3M C pa3HOOOpa3ueM papMaKOJOrHIeCKUX
cBoiicTB. B wacTHOCTH, coobImaercs o6 aHTH-
MUKPOOHO#, TTPOTUBOPAKOBOM, aHTHTHAOETH-
9eCKO#, MPOTUBOBOCIIAJIUTEILHON U JIPYTUX
BUJIaX (hapMaKOJIOTUIECKON aKTUBHOCTH Pas3-
JIMYHBIX TPOM3BOJHBIX TUA30JINIMH-4-0HA.
[TporuBosizBeHHast aKTUBHOCTH 3-[3-(Mopdo-
nus-4-wt)nporl-2-(2,2,3-TpuMeTHIIHKIO-
nenT-3-en-1-un)meru)-1,3-Tuasonuaun-4-oxa,
CpaBHUMAasi C AaKTUBHOCTBIO IIpernapara
OMeEIIPa30Jjia, YCTAHOBJIEHA in vivo B pabore
[2], mokazaHO, Y4TO MPOTUBOBOCIIATIMTEILHBII
3¢ deKT BelecTBa CPABHUM C aKTHUBHOCTBIO
qukyodenaka. CoeauHEHUsI, COMEPIKAIINE
TUA30JMHOBBIN IMKJ, BXOJAAT B COCTaB Jie-
KapCTBEHHOT'O ITPernapaTa JIeBAMU30J1a, KOTO-
pbIil TPUMEHSIIOT JJIs JIEYEeHUsI CTOMATHUTOB,
OPOHXOT'€HHOW KapIMHOMBI, 3JIOKAYE€CTBEH-
HON MeJIAHOMbBI, PEBMATOUIHOTO apTPUTA U
npyrux 3abosesanuit [3, 4]. IIpeanonaraercs,
9TO MEXaHU3M JE€HCTBUs JIEBAMU30JIa CBI3aH
C AHTHOKCHJIAHTHBIMU CBOWCTBAMM KOMIIO-
HeHTOB mpenapara. llokaszano, 4To mpowms-
BOJHBIE 1,3-THMa30uIuH-4-0HA, COJIEPKAIlue
nBoiinble sk3onukimndeckue C=C-cBsI3u B 110-
JIOKEHUAX 2 W O TeTePOKOJbIA CUYUTAIOTCS
noreHnuaibHbIME byHrunmaamu |5, 6].

C apyroit CTOPOHBI, TTPOU3BOHBIE THAZ0-
JIMIUHOHA MMEIOT OOJIbIION CUHTETUYECKUN
moTeHnmas: OJiarofiaps pa3sHOCTOPOHHER pe-
AKITMOHHON CIIOCOOHOCTH, ABJSIOTCA CTPOU-
TEJILHBIMEU OJIOKAMU JIJIsT KOHCTPYHPOBaHUST
PA3JINYHBIX KOHIEHCUPOBAHHBIX M HEKOH IEH-
CHPOBAHHBIX T€TEPOIUKIINIECKUX cucreM [7].
Peakiun 3ameriennst B 4-TUa30 U IMHOHOBOM
dparmMenTe MOTYT TPOXOJIUTH C YIACTHEM TIO-
JIOKeHUH 2, 3 m 5, HO 3aMeIleHNe B TOJIOZKe-
HUEe 2 TMPUBOJUT K TOJYYEHUIO MPOJIYKTOB C

HanOOJIBIIMM CTPYKTYPHBIM Pa3HooOpasueM |[8|.

Hampumep, BBemerme OHMOJIOrMYIECKH aKTHUB-
HOT'O THA30/IUIUHOHOBOIO (bparmMeHTa B OC-
HOBY a30CO€/IMHEHUI IOTEHITUPYET UX ITPUMe-
HEHUE B KA4eCTBE MUIIEBBIX KPACUTEJIEH, Jie-
KapCTBEHHBIX IIPENapaToB, KOCMETUYIECKUX
CPEJICTB ¥ JAPYrux 6uoMoseky [9].

B mnocsienane rompl mpousBOJIHBIE THA-
30718, Ojaromapsa CBOel HEJIMHEHHO-OIITHYIe-
CKO#l aKTUBHOCTH, TPEJJIATal0TCA K ITPUMEHe-
HUIO B BBIYHMC/JIUTEILHON TEXHUKE, 00paboTKe
nHMOPMAIMY U WHTEI'PAJIBHON ONTUKE B ITe-
PE/IOBBIX TEXHOJOTMYECKUX PUJIOKEHUAX
JJIS  COJTHEYHBIX 3JIEMEHTOB, CBETOJIMOJIOB
(OLED), narumkoB, (JiyOpeCIeHTHBIX 30H-
JIOB, KOMMYTAIIMOHHBIX YCTPOMCTB, HeJN-
HelfHO-onTHYecKuX 3aeMeHToB [10].

B cBs3u ¢ BbIeckazaHHBIM, pa3paboOTKa
HOBBIX XUMHUYIECKUX U TEXHOJOTUIECKUX IO/
XOJIOB B CHHTE3€ HOBBIX ITPOU3BOHBIX THA30-
JINIMHOHA, TTPEJICTABJIIeT HECOMHEHHbBIN WHTE-
pec.

Marepuasibl 1 Meronabl. B kadecrse
MCXO/THBIX BEIECTB JIJIsi CHHTE3a a30COeINHE-
HUIl HA OCHOBE 2-IIMAHOMETHJIEH-4-THUA30JI1-
JIMHOHA, UCIIOJIb30BAJIN KOMMEPYECKH JOCTYII-
Hble TIpernapaTbl MapKH <«XI», & HMEHHO,
2-1TMaHOMETUIeH-4-THa30JIUIUHOH, 3-aMUHO-
mupuauH, 1,3-muMeTusi-2-gpenni-4-aMuHOIN-
Pa30JI0H-D, 1H-3-meTmr-4-(4'-meTokcn)
dennn-5-amuaonupazon. CuHTe3 azocoeu-
HEHUU NIPOBOAUJIN JIBYXCTAAUNHBIM METOJIOM,
KOTOPBIA BKJIIOYAJ KJIACCUYECKUE PEAKITUU
JUA30TUPOBAHUS COOTBETCTBYIOIIETO aMUHA
U TTOCJIEYFOITET0 a30COYETAHUS ¢ THA30JIO -
HOBBIM (bparmenToM [11]. Cxemsl cunTE3a CO-
eIMHEeHNH puBeeHbl Ha pucyHke 1. C 1eybio
MOJIyYeHUs] WHIUBUIYAJbHBIX COETUHEHUN
MIPOJIyKThl PEaKInii a30COYeTAHUS EPEKPU-
CTAJIN30BBIBAJIM U3 STAHOJIA.

Boeixonpt mpomykTos cocrauam  41%,
62% u 74% nns coenunennit I, I u IIT coot-

BETCTBEHHO.
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Pucynok 1 — Cxewmbr cuaTesa coenunuennii [-111
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YucroTy BbIIEISIEMbIX COEIMHEHU KOH-
TPOJIUPOBAJIM METOJIOM TOHKOCJONHO Xpo-
MaTorpadguu Ha AJIOMUHUEBON XpoMaTorpa-
Sulifola,

CJI0EeM OKCHuIa  aJIIOMHUHUA.

duyeckoit IIACTAHE TTIOKPBITOM
B «kauectse
3JIFOEHTA HUCIIOJIb30BaJIA CMECh U OEH30JT : 3Ta-
von = 4 :1. IlposBiieHne XpoMaTOrpamm
MIPOBOJIMJIA B yJAbTPA(UOTIETOBOM CBETE IIPU
JJIMHE BOJTHBI PaBHOM 255 HM.

Macc crekTpbl perucTpupoBajii Ha, TIPHU-
oope mapku ESI-TOF. Cuekrpot 'H aMP —
Ha coekrpoMerpax Bruker AM 300. MK
CIIEKTPBI TOTJIONMIEHUST PETUCTPUPOBAJIM HA,
criekrpodoromerpe OT 801 B urTEpBasE Ya-
cror 4000-400 cM - B Tabrerkax KBr. Dek-
TPOHHbBIE CIIEKTPHI TOIJIOIMIEHUS PACTBOPOB
BBIJEJICHHBIX COE/IMHEHNI B PA3JIMYHBIX WH-
tepBajax pH 3amuceiBasm Ha crekTpodOTO-
merpe Cary-50 B wuHTepBaje JIMH BOJH
200-700 =M.

st ucciieoBaHust  CUHTE3UPOBAHHBIX
a30COE/IMHEHNI B Ka4YecTBe KpacuTesei s
Pa3JIUYHBIX TUIOB TKAaHEH MPOBOJMIA TPOD-
HOE KpAIlleHue XOJIOMHBIM CIIOCOO0M B yCJIO-
BHUSX, COOTBETCTBYIOIINX KPAIIECHUIO KUCJIOT-
HBIMU, MPSAMBIMU U AKTUBHBIMU KpaCHUTe-
sisivu. [lepBoe okpalnmBanue MPOBOIUIN TTPU
pH kpacuibHO# BaHHBI paBHOM 5, IJis OIpe-
JIeJIEHUST CPOJICTBA K KHCJOTHBIM KPaCUTe-
sgsam. Kontponbs pH npoBojamim Ha wHAMKA-
topHoit 6ymare. IIpu Temmnepatype 60 °C mo-
rpyzkaJju obpaser; MyJIbTUTKaHu B (papdopo-
BBIl CTAKaH W ITPOBOJIM/IN KPAIIIEHUE B Tede-
aue 10 MUHYT, TPOMBIBAIN TOPSYIeil BOJION,
3aTeM XOJIOIHOW BOJOW U, HAKOHEI], BhICYIIIHU-
Bauin. Bropoe u TpeTbe KpalieHue IpoBOIUIN
coorBercTBeHHO pu pH = 7 n 9 mo amajo-
TUYHOI METOOUNKeE.

TokcuyHOCTH COEIMHEHUN TPU BHYTPU-
BEHHOM U IE€POPAJHLHOM CIIOCODAX BBEJIEHUS
GUSAR
Unrestricted — Structure-Activity

pACCUMTHIBAJIA 110  IPOrPaMMe
(General

Relationships).

BuonocrynHoCTh BBIIIEJIEHHBIX COE/IMHE-
HUI OIEHUBAJIM C TIOMOIIIBIO TTpaBuiia JIunuH-
cku. IlpornosupoBanure OUOJIOTUYECKON aK-
TUBHOCTUA COEIUHEHUN MPOBOIUIU C TIOMO-
mpio cucrembl PASS (Prediction of Activity
Spectra for Substances).

PesyabTarhl u ux obcyxxkaenue. Oc-
HOBHBIE XaPAKTEPUCTUKHU CUHTE3UPOBAHHBIX
CcoeIMHEHU TTpUBEIeHbI B Tabsure 1.

Crpoenne coemunenuit [-II1 moaTBep-
JKJIEHO CHEKTPaJbHBIMU METOJIAMU AHAJA3A.
B 'H IMP CIIEKTPAX TUMETHUJICYTb(MDOKCHI-
HBIX PACTBOPOB CUT'HAJIBI IPOTOHOB B 00JIACTH
2.50 M. 7. Ha OCHOBAHWUU JTUTEPATYPHBIX JTaH-
HBIX MOXKHO OTHECTU K MPOTOHY HeIpeIe/b-
woro =CH &parmenra, a  CHrHaJbI
10.00-10.90 m.n. xapakTepu3ylOT ITPOTOHBI
NH rpyri, 94To nmoaTBepKIaeT THIPA30HHY O
dopMy MOJIEKYJI, XapaKTEPHYIO IJIsi a30CO-
eiuHeHnit monoonoro Tuna. CurHajnsl B 06714~
ctu 7.21-7.90 M.n. yKa3bIBAIOT Ha HAJTUINE
apoMaTUYeCKNX ITPOTOHOB B COCTaBE COEIU-
HEHUN.

IIpucyrcreue 8 UK cmekrpax coenute-
Huit [-1II mHTEeHCHBHOI II0JIOCHI IIOIJIOIIEHUS
B obmactu 1740-1750 ev' cBsa3aHO ¢ mOIIO-
IEHNEM KapOOHMJIBHOW TPYIIIbl TUASOJIUIN-
HOHOBOTO (pparmenTa. JlomosHuTe/IbHAS TIO-
Joca 1720 CM_I, MIPUCYTCTBYIOIIAS B CIIEKTPE
coenunenus 1, oTHeceHa HAME K KOJIEOAQHMSIM
KapOOHUJIBHOW ~ TPYIIBI  MHUPA30JIOHOBOTO
dparmenTa mosiekyJibl. Popma U TOJIOKEHTE
[I0JIOC BAJIEHTHBIX KOJE€OaHWi Bcex Kapbo-
HWIBHBIX TPYII YKa3blBA€T HA OTCYTCTBUE
pogoponubix cesazeit C=0...HN. Konebanus
CN dparMeHTOB MOJEKYJ COOTBETCTBYIOT
noJioce morJiomnenns 2196-2259 em .

W3y4deno mnoBejeHMEe CUHTE3UMPOBAHHBIX
COeIMHEHUNl B PACTBOPAX MPHU Pa3IUIHBIX
sHaveHuAx pH (KUCIOTHO-OCHOBHOE pABHOBE-

cue).
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Tabsura 1 — OcHoBHBIE XapakTepucTuKu coemuuenuit [-111

Ne | Coennnenne Rs Ms | T, | "H IMP, UK, UV-
(M/z) | °C M., oMt VIS,
HM
I o H 2.50;
N ' 2972;
H I =\ 6-15; 2196, | 424
~- N7 ST ON 045 | 245 | 139 | 7.21-7.90; ’ ’
N\ 10.80: 1750; 295
S 1604
4 10.90
H
I O N 2.50; 3207;
R I I =\ 3.82; 2927;
>\/(N\N/ g CN -04; )
4.28; 2209; 420;
HyC-N_ | 0.530 | 354 | 162 ’ ’ ’
N7 NcH, 7.05; 1748; 256
7.71; 1720;
10.12 1612
111 o I
N
I — 3207;
S CN 2.50; 2927, 395
0.765 | 354 140 6.90-7.90; 2259; 220’
10.00 1740;
1626
OCH,
Heiirpaabasiit pacrBop coennuenus: I xa- V3menenne B crrieKTpe MOXKHO O0bsICHUTH
PaKTEePpU3yeTrcd II0JIOCOT IIOTJIOIIECHU A C IIPOTOHNPOBaHUEM IIMPUINHOBOT'O aToMa
Amax = 424 um. [lobaBiieHne pacTBOpa CO- azoTa.

JISHOM KHUCJIOTHI CMEIIAET II0JIOCY IIOIJIOLIe-
HHMSI B KOPOTKOBOJIHOBYIO 00J1aCTh 110 373 HM

U YMEHbIIAET €€ NHTEHCUBHOCTD (PUCYHOK 2).
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PucyHok 2 — DJIeKTPOHHBIE CIIEKTPBI
TIOTJIOIIEHUS BO/IHO-/IMMETHUJICY TH(POKCHUITHOTO
pacTBOpa coeumHeHUs | Ipu MOCTEITeHHOM

JT00ABIEHNN COJISTHON KUCJOTHI

IIpomwviunermvie npoueccv, v mexnono2un. 2022. T.

1
800

IIpu nmobGaBieHMU THUIAPOKCUIA HATPUS
JTMHHOBOJTHOBAsI TIOJIOCA TIOTJIOIIEHUS TIpe-
TEpIIEBAET CABUI B 00JIACTH OOJBIIUX JJIUH
BOJTH 70 H80 HM M TaKKe HEMHOTO YMEHbITIa-
€TCs TI0 MHTEHCUBHOCTH, UTO CBS3aHO C JIUC-
coIUaIyeil TuApa30-TPyIIbl U TEPEXOI0M
MOJIEKYJIbl B (POpPMY aHUOHA (PUCYHOK 3).

3HaYNTETHHOE CMEIEeHNe JTHHHOBOJTHO-
BoOii moJiockl | B IEJIOYHBIX pPacTBOPax
(AL = 156 HM) TO3BOJIIET MPEIIOIOKATS,
9TO JETPOTOHUPOBAHUE MOJIEKYJIbI COIPO-
BOXKJIAETCsI TAyTOMEPHBIM TEPeXoIoM (Iepe-
XOJ[ THUIPa30-TayTOMEpa B a30-TayTOMED).
CxeMBl TTPOTIECCOB TTPOTOHUPOBAHUS U JETPO-
TOHUPOBAHUS COeIMHEHUs | TpUBEIEHbI Ha
pucyske 4.

Heiirpaababie pactBopbl coemmnenuit 11

u III xapakTepm3dyioTcsa IJIMHHOBOJHOBON

2. ¥ 2(4) 81
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roJiocoit roryiomenusd npu 420 u 395 HM co-
OTBETCTBEHHO. B KuCJIO#l cpefie MoJochl To-
TJIOIIEHUS HE U3MEHSIOTCS, TO €CTh MPOTOHU-
poBaHUEe MOJIEKYJT He mpoucxoauT. lobasire-
HUE pacTBOpa THUIAPOKCHJA HATpusd OaTo-
XPOMHO CMEMIAET JJTUHHOBOJHOBYIO ITOJIOCY
norJiomenusa g0 445 m 426 HM COOTBET-
CTBEHHO (PHCYHOK 5).
1,0~

0,8+

0,6

Abs

0,4

0,2

0,0

V3menenne 1Bera pacTBOPOB COEIUHE-
muit II wm III or :xemroro B Kucaoii u
HENTpaJbHOU Cpejlax [0 3eJIEHO-KOPUYHEBBIX
OTTEHKOB B MIEJOYHON cpene (pucyHok 6)
NO3BOJIIET TIPEJIOKUTh, YTO COEIUHEHU

MOZKHO HCIIOJIB30BaTb B Ka4Ye€CTBE KHUCJIOTHO-

OCHOBHBIX MHIWKATOPOB.
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PucyHok 3 — DJieKTpOHHBIE CIEKTPHI TOTJIOMIEHUST BOTHO-IMMETHIICY TH(DOKCHITHOTO PACTBOPA

coequueHnsa | IpK MOCTETEHHOM [00aBACHUN TUAPOKCHIA, HATPUS
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PucyHok 5 — DJIeKTpOHHBIE CIIEKTPHI MOTJIOMIEHUsT BOTHO-TUMETHIICYTH(MOKCHIHOTO PACTBOPA

coequuenns Il mpu mocTemeHHOM 10O6aBICHUN THAPOKCUIA HATPHUS
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Hoswie azocoedurenus Ha 0CHOBE 2-UUAHOMEMUNEH-4-TNUAS0NUOUHOH,

Pucynok 6 — ll3menenne nBera pacrBopa coemquaenus 111 u 3aBucumocru ot pH

TecroBoe kparlenne 0O6pa3IOB MYJIbTU-
TKAHU, COCTOATIEH U3 MIIECTH OCHOBHBIX TUTIOB
TKAHU, WCIOJb3yEeMbIX B TEKCTHUJIBHON TTPO-
MBIIIIJIEHHOCTH, TpHU 3HadeHwax pH = 5,
pH = 7, pH = 9 u Temmeparype 60-80°C mo-
KazaJjo, 9yro coeauuerus: | n I ucobIThbiBatoT
cpozcTBO ¢ BoJiokHOM Tipu pH = 7, okparmu-
Basi 00pa3Ibl AIETATHOTO, MOJUAMUIHOTO U
MIEPCTAHOTO BOJIOKOH, OJTHAKO OKPACKA, TIOJIY-
JaeTcs TYCKJON u HeHachimennoit. Coemnune-
uwue 1] He okpaImBaeT UCIBITYyeMble MATEPHU-
asipl. CjieoBaTeIbHO CUHTE3WPOBAHHBIE CO-
€JINHEHUST He MOTYT ObITh PEKOMEHIOBAHBI B
KadeCcTBe MOTEHITNAJTBHBIX KPacuTeei.

ToKCHYHOCTH CHUHTE3WPOBAHHBIX B pa-
0oTe COeIVHEHWII PACCUUTHIBAIA B IIPO-
rpamme GUSAR [12], a Takzke ¢ UCIOIb30Ba-
HueM npasuia JIunuaeku [13, 14]. B coorser-

CTBUN C PaCYeTHbIMUA

Pa

JaHHbIMN BCeE

a30COEIMHEHNS MOYKHO OTHECTHU K I'PYIIIe He-
TOKCUYHBIX WU MAJOTOKCUYHBIX COEJIMHE-
HUil (45 KJIACC TOKCHYHOCTH IIPU OPAJIBLHOM
U BHYTPUBEHHOM CIIOCOGE BBEJICHUS ).

Coenunenus I-1II comepkar nuanoMeTu-
€HTHUA30IUINHOHOBbIE (DPArMEHTBI U Pa3Jin-
Yal0TCA TUIIOM JTUA30COTABJISIONIEN: TUPUIU-
HOBBI IWKJ y coequHeHusi I, mupa3osioHo-
BBIil (bparmenT y coenunenus 11 u mupazossb-
HbIil — y coenuuenud III. VIx dusmnomornye-
CKOE JIeCTBUE MOYKET OIPEEIAThCA KAK OT-
JeJIbHBIMEA (DPArMEHTAMU MOJIEKYJIbI, TaK U
3a CYET B3aUMOJEHCTBUS OTAEJbHBIX YacCTen
(mosekyibl B niesiom). CpaBHEHNE HEKOTOPBIX
BUJIOB HambOOJiee ITPOTHO3UPYEMOil OMOJIOrHU-
qeckoit aktuHocTu coenuuennii [-1I1, mpose-
JIEHHOE C MCITOJIb30BaHIeM TporpaMMbl PASS
[15], npencraBieno Ha pucyHKe 7.
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Pucynok 7 — Cpasrenue Hanbojiee MPOTHO3UPYEMON OUOJIOrTIEeCKOM

® WHrubutop aHruoreHesa
B Ycunutens 3kcnpeccun HMGCS2
¥ UHrMBUTOP MHCYAM3WHE

® CNasmoNUTUYECKOE,
MOYEBbIAENNUTENBHOE AEﬁCTBME

III COCIHHECHHE

akTuBHOCTH coemumuenwmit I-111.
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Kax BumHo m3 amarpamMmbl, IpeIcTaB-
JIGHHO! Ha PUCYHKE 7, IJisd BCEX COEIMHEHUN
C TIPUMEPHO OJIMHAKOBON BEPOSTHOCTHIO Pea-
JIN3YETCH CHA3MOJIUTUIECKOE U MOYEBBIIEU-
TeJIbHOE JIeCTBHUE, KOTOPOE, CKOPee BCEero,
CBSI3aHO C THUA30JUINHOHOBBIM (DPArMEHTOM.
CBoiicTBO, CBSI3AHHOE C MHIUOWPOBAHUEM WH-
CyJIMHA, B HAWMEHBIIEH CTENeHU MTPOSBIIf-
ercst jyist coequuenus 1 (10%), kotopoe B Ka-
9eCcTBe IMa30KOMIIOHEHTHI COIAEPKHUT ITUPHU-
muuOBbIN UK. s coemmaenuii 11 u 111 omno
paBHO coorsercTBenHo 72% u 46%. Coemune-
ame lII, comep:karee MUPa30IbHBIN IUKJI, C
BBICOKO BeposTHOCTBIO (91%) MoxKeT GbITb
MIPEJIO’KEHO KAK Tpernapar — WHTUOUTOPD
aHruoreHesa (BEIIECTBA, 3aMEJISIIONIEe POCT
U CO3JIaHWE HOBBIX KPOBEHOCHBIX COCYJIOB).
Takum obpaszom, coenuuenus [-111 mocse mo-
MTOJTHUTE/TbHBIX KCCJIEIOBAHUN MOXKHO PEKO-
MEHJIOBATh B KaYECTBE BO3MOXKHBIX TE€pPAaIeB-
TUYIECKUX ITPEIIapaTOB.

3akJjodyeHne

Takum 06pasoM, B Iporecce IIPOBeIeH-
HOT'O WCCJIEIOBAHUS BIEPBbIE C BBIXOJIAMHU
40-70% BBIIEIEHBI U OXApPAKTEPU30BAHBI CO-
BOKYITHOCTBIO METOJOB WCCJIEIOBAHUS TPU
dparmenT

a30COEIUHEHUS, COJIEPIKAIIUX

2-IIMaHOMeTHIeH-4-THa30InAnHOHa.  [loka-
3aHO, YTO OCHOBHBIMU (DOPMaMHM CyIIeCTBOBA~
HUSI COEJIMHEHUN B KPUCTAJIIMIECKOM COCTO-
JdHUU U B HEATPAJIbHBIX PACTBOPAX SBJISIOTCS
TUJIPA30HHBIE TAYTOMEPBI, B KOTOPBIX IIO-
JBUKHBIA aTOM BOJIOPOJA MOJEKYJ JOKAJIU-
30BaH Ha aTOMe a30Ta a30rpytibl. V3yuenue
KUCJOTHO-OCHOBHBIX PABHOBECUI COEJIMHEHUN
B PacTBOpax IPOBOJIUIN METOJIOM CIEKTPO-
($HOTOMETPUIECKOTO THUTPOBAHUA. Y CTAHOB-
JIEHO, UTO B IIEJIOYHOM CpeJie JJTMHOBOJTHOBBIE
ITOJIOCHI TIOTJIOMIEHUS OPTaHUIECKUX COEeIMHE-
HUII B 3JEKTPOHHBIX CIIEKTPAX CMEIIAITCS
6aToxpomMHO Ha 25—156 HM, YTO CBA3AHO C U3-
MEHEHUEM TayTOMepHON (bOPMBI U IIOCIEIy-
foreii monmsamueit. 3menenne 1npera pac-
TBOpoB coemmHenwnit 11 u III or xkenroro B
KUCJOU M HEeUTpaJIbHOM cpeaax [0 3eJIEHO-

KOPUYHEBBIX OTTEHKOB B IEJOYHON Cpeje
MTO3BOJISIET PACCMATPUBATH UX B KAYECTBE TI0-
TEHIUATBHBIX KHUCJIOTHO-OCHOBHBIX HTKA~
TOPOB.

PesyabraTel KOMIBIOTEPHOTO CKPUHUHTA
B cucreMe PASS ykaswBaloT Ha BO3MOK-
HOCTBH WCITOJIb30BAHUS CUHTE3UPOBAHHBIX B
paboTe a30CcoeIMHEHNN B Ka9ecTBE OMOJIOTH-
YECKW AKTUBHBIX TPENapaToB, 0OJIaTA0NNX
CBOMCTBAMU WHTMOMPOBAHUST AHTHOTEHE3a, WU
WHCYJTM3WHA, YCUIEHUST 9KCIIPECCUN
HMGCS2, a TakxKe UMEIONUX CIIa3MOJIUTH-
YECKYIO U MOYEBBIIEUTETHHYI0 aKTUBHOCTD.
KoMmbroTepHbIii pacyeT JECKPUIITOPOB JIJIst
COOTBETCTBUST CUHTE3WPOBAHHBIX a30COETHU-
HEHUI KpUTEpHIo JIMTMHCKT U pacyeT ocTpoit
tokcuuroctn B cucreme GUSAR mpu BHYT-
PUBEHHOM U OPAJIbHOM CITOCOGEe BBEIEHUS TIO-
Kazaj, 4YTO W3yYEHHBbIE COEJUHEHWS SIBJIsI-

I0TCA 6I/IO,ILOCTYHHI)IMI/I 1 MaJIOTOKCUYHBIMM.
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Novel azo-compounds based
on 2-cyanomethylene-4-thiazolidinone

Ya. F. Yanbarisova*, I. U. Tursunov*, N. A. Polyanskaya**, 0. V. Kovalchukova~"""

* The Kosygin State University of Russia, Moscow, Russia
** Peoples’ Friendship University of Russia, Moscow, Russia

Abstract

One of the derivatives of 4-thiazolidinone, namely 2-cyanomethylene-4-thiazolidinone,
which, according to the literature data, has biological activity, was chosen as the object of
research. The activity of this compound was studied in the azo-combination reactions.

As a result of the experiment, three orange-brown compounds not described in the literature
before were isolated with yields from 41 to 74% products of the azo combination of 2-cy-
anomethylene-4-thiazolidinone with 3-aminopyridine, 1,3-dimethyl-2-phenyl-4-aminopyrazo-
lone-5 and 1H-3-methyl-4-(4’-methoxy)-phenyl-5-aminopyrazole. The structure of the com-
pounds is proved by spectral analysis methods. The acid-base equilibrium of the isolated
compounds was studied by electron spectroscopy. It is shown that their neutral solutions
are characterized by absorption bands in the region of 420-430 nm. When sodium hydroxide
is added, the long-wave absorption bands undergo a shift to the region of large wavelengths,
which is associated with a change in the tautomeric shape and an ionization of compounds.
The method of computer screening indicates the low toxicity of the synthesized compounds
and the possibility of their use as biologically active drugs.

Keywords

2-cyanomethylene-4-thiazolidinone, azo-coupling, spectral characteristics, acid-base equilib-
rium, biological activity
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