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Po3po0Jieni meToauku cuHTE3y S-aJIKiji-3-aneTniaamMino-4-MeTokcudeH30.1- i S-aJji-
KiJ(-8-xinosin)TiocyabdonartiB. Jlocaimkena ix O0akrepioctaTuyHa i (pyHricraTHdHa
AKTHBHICTB /115l CTBOPEHHSI HOBUX MpenapariB.

Methods of the synthesis of the S-alkyl-3-acetylamino-4-methoxybenzenethio-
sulfonates and S-alkyl-(8-quinoline)thiosulfonates were developed, and their bioligicall
activity was studied with the purpose of the creating of a new preparations.

3aBnsKMA BHCOKiil O10JIOTIYHIM aKTHBHOCTI TIOCYJIb(OHATH YCIIIITHO BHKOPHUCTOBYIOTHCS SIK
¢dapmarneBTruHi npemnapatu [1]. Etuntiocynbsdoninar y Burmsaai 1 % ecynanoBoi mMa3i 3amporio-
HOBaHHM sK 3aciO JiKyBaHHS emizepModiTii cTom i1 iHmmMX rpuOKOoBUX 3axBoproBaHb [2]. Uepes
KepaJIiTHYHI BIACTHBOCTI €CyJIaHOBa Masb 3a0e3Medye Kpalni JTiKyBaTbHAN €QeKT, HIX KIOTpi-
MazoyioBa Ma3hb aHajoriynoi aii. Tiocynb(pOoHATH XIHOJIHOBOTO PSy € MIKABHMH SIK MPOTHBO-
napasutapHi mpernapatd. EdexkTuBHEM mpu JikyBaHHI 0abe3io3y 1 MipoIuia3Mo3y BHSIBHBCS
S-(2-xinomin)-8-xiHominTiocynbdoHnar [1].

JIyist BUBUEHHST 3AJIKHOCTI O10JIOTIYHOT aKTUBHOCTI BiJl OyI0BH KHUCJIOTHOT 1 TIOJBHOT CKJIa-
noBoi Oymu cuHTe30BaHi Tiocynbponatn R-SO, -S-R’ (I-VI) Ha ocHOBI o-aneTniamMiHOAHI30Iy 1
XIHOJTIHY.

Cunre3 TiocynbponaTiB (I-VI) 3miiicHEHO 3Ti/THO 32 TAKOIO CXEMOIO ITIEPETBOPEHE:

KHS AlkBr
HOSO,CI (NaZS) (CH3)2SO4
230 S E— > RSO,CI =--mmmm- > RSO,SK(Na) --------em >RSO,SR’
OCHs

NHCOCH3 AN

=

N
R - (LILIID); (IV,V,VI).

R’ — -CH;(LIV); -CH,-CH; (ILV); — CH,-CH=CH, (IIL,V]).
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CuHTOHHU CyITb()OXIOPYBATH TEXHIYHOIO XJIOPCYIb(POHOBOIO KHCIOTOM. OnepxaHi cyabho-
XJIOPUIA B3aEMOJIIEI0 3 BOJHHMH PO3UYMHAMH TiApocylb(dimay Kamito 1 cynbdiay HaTpito mepe-
BOJWJIM B BiAMOBiAHI coui. Edipn Oynam oTpuMaHi alKilyBaHHSM IUMETHICYIh(GATOM, eTHIOPO-
MIJIOM 1 aTiIOPOMIIOM.

JocmiokeHHsT 6aKTepiocTaTHYHOI 1 (PYHTICTAaTHYHOI aKTUBHOCTI CHHTE30BAHHUX TiOCYIb(O-
HatiB (I-VI) mpoBomumuce MeTOIOM JHUCKIB 1 cepiiHHX po3BeacHb [3]. Bynmu BukopucTaHi Tect-
kynbrypu Escherichia coli mr. C-600, npixmxomnonioni rpudu Candida albicans. JIyis KyibTHBY-
BaHHS KWIIKOBOI MAJIMYKK aepOMOHA]l BUKOPHUCTOBYBAIM TPHUINTO30-coeBUil arap (TSA) ¢ipmu
"Difko", xaHiM BEPOIIMYBAJIXA HA PIIKOMY 1 TBepAOMY cepenoBuini Yameka. B mocminax BUKopuc-
TOBYBAJTH JPYTi reHepariii 24-roqfiHHEAX KyJIbTyp OakTepii, 48-roquHHUX KYJIBTYP KaHTiI.

[Tpu BU3HAYEHHI 010JIOTIYHOI AKTHBHOCTI METOJIOM JIUCKIB CTAHIAPTHI JUCKH JIaMETPOM S5
MM BHTOTOBIBLIM 3 (UIBTPYBAIBHOTO Mamepy 1 MpOCOYyBaIM PO3YMHAMHU TIpemnapariB 3HAYHOL
KoHIeHTpartii (2 mr/mur). BeraHoBnmeHo, 1Mo A0CTiKYBaH] TioCyTb(OHATH K aHTHOAKTEpiaTbHO,
TaK 1 MPOTHKAH/IIIO3HO aKTHBHI, IPUTHIUYYIOTH TAKOX Pa3BUTOK TI'pHOiB, KOHTaMIHYIOUHX pHOHI
KOMOIKOPMH.

Jliist yrouHeHHS! €(peKTHBHUX KOHIIEHTpAIiH JOCIIDKYBAHUX S-aJIKijI-3-aleTHiIaMiHo-4-Me-
tokcuOe3on- (I-III) 1 S-ankin(-8-xinomin)tiocynbdonatiB (IV-VI) BiTHOCHO TeCT-KyIbTyp
Escherichia coli mt. C-600, rpu6iB poay Candida BHKOPHCTOBYBAIH METO CEPIHHUX PO3BE/ICHD.
Po3Benennst mpenapariB 'y JKABHJIBHUX CEPEJIOBUINAX TOTYBAIM Yy cmiBBigHOmEHHSX 1:500
(2 mr/™mim), 1:1000 (1 mr/mur), 1:2000 (0,5 mr/mor), 1:5000 (0,2 mr/mi), 1:10000 (0,1 mr/mi).

Pe3ynpratu mocmimpkeHb, HaBeleHI B TaONHIll, TOKA3yIOTh, IO MPH MPAKTUYHO OJHAKOBIM
OakTepioIUHIN aKTHBHOCTI, Ji¢ TIOBHA 3aTpuMKa po3BUTKY Escherihia coli mpoxomuTs mpu miHi-
MajpHIN koHIeHTparii 0,1 mMr/mi1, Tiocynb(pOHATH 3aJIeKHO Bij OYJIOBH MalOTh pi3HY (yHTICTa-
THYHY aKTHBHICTh. S-Metmi(-8-xiHomin)tiocynsponar (IV) MOBHICTIO TPUTHIYYE pPa3BHTOK
Candida albicans B koHmenTparii 1 mr/mi 3a 48 roauH, Tofl K S-MeTHII-3-ameTUIamMi-HO-4-MeT-
okcuOen3onTiocyabpoHaT (I) € GYHTIUIHO aKTHBHUAM JIHINE MPOTITOM MepImuX 24 ToauH MpH
KOHIIeHTparii 2 mr/mn i1 yacTkoBo 3arpumye po3BuToK Candida albicans B MakcumanbHil
JIOCITIKYyBaHIH KOHIIEHTpAITii micist 48 rouH iHKyOarii.

YyT1auBicTh TeCT-KYyJAbTYP 10 Tiocy/ib(poHaTiB

q . Po3BeieHHs Ta KOHIIEHTPALiS Tperapary
Criomyxa | TecT-npenapar | 74 FETAY: 1500 1:1000 | 1:2000 1:5000 1:10000
8 (2 mr/mm) (1 mr/mm) | (0,5 mr/™mmm) | (0,2 mr/mon) | (0,1 mr/mm)
Escherihia 24 + + + + +
1 coli 48 + + + + +
Candida 24 + + + + -
albicans 48 + + - - -
Escherihia 24 + + + + +
11 coli 48 + + + + +
Candida 24 + + + + +
albicans 48 + + + + +
Escherihia 24 + + + + +
111 coli 48 + + + + +
Candida 24 + + + + -
albicans 48 + + + - -
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IIpoooeoicenns mabauyi

Escherihia 24 + + + + +

v coli 48 + + + + +
Candida 24 + + + + +

albicans 48 + + + - -

Escherihia 24 + + + + +

\% coli 48 + + + + +
Candida 24 + + + + +

albicans 48 + + + + +

Escherihia 24 + + + + +

VI coli 48 + + + + +
Candida 24 + + + + +

albicans 48 + + + + +

+ — nosHa 3ampumxa po3eumky mecm-xKyibmypu, + — U4aAcmMKO8Ad 3aMPUMKA PO3GUMKY
mecm-Kyiomypu, — — GIOCYMHICMb 6NIUGY NPENnapamy Ha pO3GUMOK mecm-Ky1bmypu

[Tpn nmocmimxkeni S-ermnriocynsponarie (II,V) onmepxani amanoriuni pe3yibTaTé — MiHi-
MajbHa (YHTIIUIHA KOHIIEHTpAIlis mpenapariB cranoBwia 0,2Mr/mir. Hallak THBHITIIAM BHSIBUBCS
S-amin(-8-xinomin)riocynbdonar (VI), 6bakrepioruaaa i GyHTiIHIHA i IKOTO MPOSBIAIACH TIPH
MaKCUMaJIbHOMY po3BefeHHI. DyHrimmmaHa mis  S-amii-3-areTuinamiHo-4-MeTOKCHOSH30ITio-
cynsdonaty (III) mposiBuack y KOHIEHTparii 2 MI/MJI, IPH 3MEHIICHHI KOHIIEHTpAIlii mpenapat
4acTKOBO 3arpumyBaB po3BuTok Candida albicans mo mpunuHeHHS Horo Jii B MiHIMAJIbHIN
KOHIICHTpaITii.

Pe3ynpraTi cBimUaTh PO HASBHICTH OAKTEPIOINUIHOI aKTUBHOCTI JOCIIKYBaHUX ITperapa-
TiB y BCIX KOHIIGHTpamisx BiTHOCHO TecT-KynbTypu Escherichia coli mrt. C-600 i moxa3yrooTs
BiJIMIHHICTB TIPOTHKAH/III03HOT aKTHBHOCTI 3aJIS)KHO Bij OyIOBH TiOCYyJIb(OHATY.

S-Memun-3-ayemunamino-4-wemoxcubenzonmiocynvgponam (I). Tlpu 20 °C no po3umHy
12,2 r (0,043 moub) HaTpi€BOI coi 3-aneTuiaMiHo-4-MeTOKCHOCH30ITioCyIbpoKucIoTH B 30 M
arnietony i 3 mu Boam nonaBanm 3,4 mi (0,036 momns) mumernicynspary. Butpumysanu 2 roanHu.
Po3unHHUK YacTKOBO BiAraHsUId y BakyyMi, ocan (impTpyBaid, TPOMHBAIM BOJOIO, Mepe-
KpHCTAITi30BYBaIH 3 Gensoy, cymmmi. Buxiz 8,1 r. [U-ciextp (v, em™): 1122, 1326 (SO,); 1578,
1592, 1610 (Ar); 3300, 1668 (NH). Cnextpu IIMP (8, m.a.): 2,200 ciar. (3H, COCH3); 2,567
ciar. (SCH3); 4,005 ciar. (OCHj3); 7,261, 77611 ny6. (3H, H apom.). Mac-cnektp: B “+” ioHax:
M=275,4 V=+10, N=36000; m/z 276,4-KMI [M+H] ; m/z 552-[2M+H] — mnoxBiitaui
OJTHO3APSTHUA MOJEKYISIpHHM ioH, y “-“ iomax M=275,4 V=-10kB: N=36000; m/z 474,7-
KMI [M-H]; m/z 228 — xapakTtepuuii ynamok monekynu al; m/z 260 — xapakTepHHU# ylIaMOK
MOJIEKYJIH a2.

S-Memun(-8xinonin)miocynvponam (1V). Tlpu 20 °C mo poszuuny 5,2 r (0,02mo76) KamieBol
coui 8-xinomiHTiOCYIB(OKHCTOTH B SO MIT areToHy 1 75 M Bogu poaasanu 2,26 mur (0,02 mon)
numetuicynbpary. Burpumysanu 3 roguau. PO3YMHHHMK YacTKOBO BIATaHSUIM Yy BaKyyMmi, 0caj
GLIBTpYBANIN, IEPEKPUCTATIZ0BYBAJIN 3 €TAHOJY, CyImmian. [Y-crexTp (V,CM])I 1132, 1306 (SOy);
764, 788, 832 (XiHOJIHOBE SAPO).

S-Emun-3-ayemunamino-4-wemoxcubenzonmiocynvponam (I). Ilpu 20 °C no po3umny 9 1
(0,032 momp) HaTpieBOi comi 3-anmeTunaMino-4-MeToKcuOeH3o0Tiocynb(okuciotu B 30 M MeTa-
Houty noxaBanu 2,6 ma (0,026 moisib) 6pomuctoro eruny. ButpumyBanu 6 roaun npu 45 °C.
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Po3unHHWK BiAraHsIM y BaKyyMi, OcaJl TPOMHBAIH BOJOIO, TMEPEKPHCTATI30BYBAIA 3 OCH30-
ay, cymm. Buxin 5,1 1. [Y-ciektp (v, CM_])I 1130, 1318 (SO,); 1578, 1588, 1600 (Ar); 3236,
1668 (NH).

S-Emun(-8-xinonin)miocynvgponam (V). Ilpu 20 °C no posuuny 5.2 r (0,02 Momap) KamieBoi
coui 8-xiHomiHTIOCYIB(poKHCcIOTH B 100 M1 Metanomy pogaBamu 1,5 mi (0,02 moib) 6pomMucTOoro
etuny. BurpumyBamu 3 no6u mpu 40 °C, 0X0J0/KyBaid, ocaa BiA(iI-TPOBYBAIH, TPOMUBAIH
BOJIOIO. 3 (impTpaTy pO3UMHHHK BiaraHsuid y Bakyymi. Ocaam o0’ eIHyBalli, TEPEKPHCTANI30-
BYBAJIM 3 €TaHOIy, cymuiau. [Y-crekTp (V,CM'I): 1124, 1136, 13018 (SO,); 760, 784, 828
(xirominose sapo). Crektpu [IMP (3,m.1.): 1,224 1 (3H, CH3); 2,786 kB (2H, CH»); 7,759-7,879 m
(3H, Hapom.);3,301 kB (2H, SCH5); 7,759-9,155 m (6H, H apom.).

S-Anin-3-ayemunamino-4-memoxcubenzonmiocynoponam (I1). Tlpu 20 °C no po3umHy
12,6 T (0,042 momp) KamieBOi coii 3-aneTuiamino-4-MeTOKCHOEH30ITIOCYTH(OKUCIOTH B 25 M
arerony i1 2,5 mi Boau nonxasanmd 3,4 mu (0,035 monw) Gpommcroro amiiry. ButpumyBamu aBi
roAWHU. PO3YMHHHMK YacTKOBO BiJITaHSUTHM Yy BakyyMmi, ocax (iTbTpyBald, MPOMHBAIN BOIOIO,
MEPEKPUCTATIZ0BYBATH 3 CyMIiIli OCH30Jy 1 YOTHPHUXJIOpPHUCTOTO Byriemio 1:1, cymmmm. Buxin
6,7 r. [U-crextp (v, em™'): 1128, 1320 (SO,); 1578, 1586, 1596 (Ar); 3252, 1650 (NH).

S-Anin(-8-xinonin)miocynoponam (VI). Tlpm 20 °C no cycnensii 5,2 r (0,02 monb) HaTpi-
€Boi comi 8-xiHomiHTiOCYNMBGOKHUCcTOTH B 100 M armerony i 25 mu Boau jmonmaBand 1,72 Mo
(0,02 moie) GpomucToro amiay. ButpumyBasm 5 romuwH. Ocan BiAQiabTpOBYBAIH, MPOMUBAIA
BOJIOIO, (iIBTpAT YacTKOBO BiAraHsum y Bakyymi. Ocaja BiadimbTpoBYBa M, MPOMUBAIHA BOJIOKO.
Ocann 00€THYBAITH, TIEPEKPUCTATIZOBYBAIM 3 €TaHOy, cymmm. [Y-ciextp (v, CM']): 1160, 1136,
1320 (SO»); 772, 792, 832 (xinoninose sjpo). Crexkrpu [IMP (d,m.1.): 4,02 1 (2H, SCH,); 4?798-
5788 m (2H, =CHy); 5,52-5.,86 m (H, CH=); 7,70-9,20 m (6H, H apom.); 7,70-7,90 m (3H, H
apoM.).
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