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JOCJIIJXKEHHS 3 PO3POBJIEHHS CKJALY CYIIO3UTOPIIB
AHTUMIKOTHYHOI JIi
Bonooyesa A.B
Kepienux:Buwmneecoka JI.1.
HauionaabHuii papManeBTHYHMNA YHiBepCUTET, M. XapKiB, Y KpaiHa

Beryn. Cepen rpynt cydacHUX CUHTETUYHUX aHTUMIKOTUYHHUX 3aCO01B BU/II-
JSIFOTHCS @30J1U, HAUOIBII MOIMYJISPHUM MPEACTABHUKOM SIKUX € (DITyKOHA30J1.

Merta npociigkeHnsi. MeToro 1aHoi poOOTH € MOIIYK aKTUBHUX (hapMaleBTHU-
gHuX 1HTpeaieHTiB (ADI) m1s po3pobIeHHs CKIaay CyrmO3UTOPiiB aHTH MIKOTHYHOT
mi.

MeTtoau aociazkeHHs1. Y mnporeci poooTH HaMu OyJId BUKOPUCTAH1, METOIH
TEOPETUYHOTO Ta MPAKTUYHOTO aHaTI3Y.

OcHoBHi pe3yabTaTu. OyKoHa301 € aHTU(DYHTATIBHUM 3aC000M, SIKUW Ha-
JISKUTH 10 KJIacy TpUa3oiiB. BiH BUKOPUCTOBYEThCS ISl JTIKYBaHHS PI3HUX TPUO-
KOBHX 1H(EKIII}, TAaKUX K KaHJI1]103 (BKJIIOYAIOUX BariHAJIbHUN KaHAU]I03), Opalib-
HUW TPUITMHHUM JUIIAi, KPUTTOKOKKOBUM MEMOpPaHHHI MEHHHTIT, T1CTOIIa3MO3,
KOKIU10110M1KO03 Ta 1HI1I1. DIIYKOHA30J1 MOKE OYTH BUKOPUCTAHUH Y PI3HUX JIIKap-
ChbKUX (hopMax Teparii, BKJIIOUAOUn TaOJIeTKH, KarCyJu, PO3YUH IJI1 BHYTPIIIHbO-
BEHHOTO BBEJICHHS, @ TAKOXK Y BariHaJbHUX CYIO3UTOPISIX.

OyKoHa30J1 BUSBJISE aKTUBHICTh IPOTH IIHMPOKOTO CHEKTPY I'pudiB, BKIIO-
yatoun: Candida spp. (manpuxnan, Candida albicans, Candida glabrata, Candida
parapsilosis, Candida tropicalis Tomio), kpunTokokku (Hampukiazn, Cryptococcus
neoformans), ricromnasmu (Hanpukiaa, Histoplasma capsulatum), xokummioinu
(nanpuxnan, Coccidioides immitis), Ta 1HIIII.

Mexani3m fii mojsrae B ToOMy, 10 (DIyKOHA30J1 3aBIa€ MKOIW TPUOKOBUM
KJIITUHAM, 3HUKYIOUU CUHTE3 €procTepoIry, HEOOX1THOTO JJis CTa0lIbHOCTI KJIITUH-
HOT MeMOpanu. Lle nmpu3BoAUTH 10 pyHHYBaHHS KIITHHHOT MEMOpaHH Ta 3aruoei
rpuokKa.

Takum urHOM, (IyKOHA30J1 BUSBISE €(PEKTUBHICTD Yy JIKYBaHHI IIUPOKOTO
CHEKTpy TpUOKOBUX 1HGEKIN, BKIOYAOYM Ti, sKi crnpuuuHstioThes Candida
albicans, 1110 poOUTH HOT0 BaXKIMBUM IpENapaToM Y JIKyBaHHI FPUOKOBUX 3aXBO-
PIOBaHb.

OcHOBHUMHU TepeBaraMu BUKOPUCTaHHS (PIIYyKOHA30/y €: MIUPOKUN CIIEKTP

nii: hirykoHa30J1 eeKTUBHUM MPOTH O0araThoX BUIB IpuOKiB, BKItouaroun Candida
albicans, ik1il € OTHUM 3 OCHOBHUX [TaTOT'€HIB IHTpaBariHaIbHUX 1H(EKI1; BUCOKA
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0100CTYNHICTB: (DIIYKOHA30JI 100pe BCMOKTYEThCS MPH BariHaIbHOMY BBEICHHI,
110 3a0e31eyye MakKCMMaJIbHE BUKOPUCTAHHSI aKTUBHOI PEYOBUHU; MIHIMAJIbHI TO-
01uni epextu: Fluconazole mae HU3bKMI pU3UK TOOIYHHUX PEaKIiii, 0 POOUTH HOTO
O€3NeYHHUM 1711 BAKOPUCTaHHS B BariHaJIbHUX CYIO3UTOPISAX; 3pYUYHICTh B 3aCTOCY-
BaHHI: BBeJEHHS (JIyKOHA30J1 y BHUIJISII CYNO3UTOPIIB € 3pydHUM 1 0€300J1ICHUM
COCOOOM JIIKYBaHHS; J10BE/I€HA €(PEKTUBHICTh: (PIYKOHA30J € OJHUM 3 HalOUIbII
JOCIIJPKEHUX Ta ePEeKTUBHUX MperapaTiB JIsl JIIKyBaHHS 1HTpaBariHaIbHUX TPHO-
KOBHUX 1H(EKIII.

BucnoBku. Orxe, 3a pe3yiabTaraMyd HMPOBEACHOTO aHAJi3y, BUKOPHCTAHHS
(bayKoHa301y SIK aKTUBHOTO (hapMalleBTUYHOTO IHIPEAIEHTA Y CYTIO3UTOPISAX JIS J1i-
KyBaHHS BariHaJbHOTO KaHAMI03Y, € HAYKOBO OOIPYHTOBAHUM.

SYNTHESIS AND BIOLOGICAL EVALUATION OF 5a-STEROID
HYDRAZONES
Barbakadze N.N., Nadaraia N.Sh, Kakhabrishvili M.L.
Thilisi State Medical University 1. Kutateladze Institute of Pharmacochemis-
try, Thilisi, Georgia

Introduction. Naturally-occurring steroids have exhibited a wide range of bi-
ological activities and have been shown to function as anti-inflammatory, anticancer,
antibacterial, antiviral and antitumor agents [1-5]. Purposeful chemical modification
of steroid substances, received from plant raw material, which affects the change of
biological activity, is important for the development of new medicines. Among them
new antimicrobial agents is still attracted the interest of medicinal chemistry.

Purpose of research. A lot of studies dedicated to the synthesis of bioactive
steroids during last decades. Presented research is aimed to the synthesis of potential
biologically active substances and study structure-activity correlation, namely de-
velopment of new 5a-steroid molecules possessing the antibacterial properties.

Materials and methods. New 5a-steroid hydrazones 1-12 were synthesized
by acid-catalyzed condensation of ketones 13-15 with hydrazines and hydrazides in
EtOH or MeOH, respectively. The initial ketones - Sa-androstan-33-ol-17-on 13,
Sa-pregnan-3p-0l-20-on 14 and Sa-pregn-16-en-3p-0l-20-on 15 were obtained on
the base of tigogenin isolated from the plant Yucca gloriosa. As condensing agents
were used 4-nitro- and 2,4-dinitrophenylhydrazines; 3-nitro- and 2-hydroxybenzhy-
drazides (see Scheme 1). The structures of synthesized substances were established
by IR, 'H, *C NMR and mass spectral data.

26



