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CUHTE3 TA AHTUMIKPOBHA AKTUBHICTH HOBHUX
OOCPOHIEBUX ITOXITHNX HADPTAJIEHY

A.B.Mamimesceka, O.M.bykauyk, C.€.[leiiHeka

ByKkoBUMHCBKa JiepXXaBHa MeIMYHA aKaJeMist

YepHiBeupkuii HauionaapHui yHiBepcurer im. 10.PexbpkoBuya

3pificneno cuHTe3 HOBUX (hochoHiEBHX MOXiaHMX
HajTasieHy — OKCHMY, ceMi- Ta TioceMikap0a3oHy
5-auerwmadmwi- 1-merurrpudeniigocdoniixiopuny.
Ha ocHoBi peakuiii eekTpodiibHOro 3amiuienns B
HadraninoBomy sapi HadTia- 1-meTirTpudenindoc-
(oniiixiopuay oxepxano psan Hosux Tpudeniidoc-
¢onieBux cosieit. CTpPyKTypa OTPHMAHHX CHOJYK
nixrBepxena meronamu Y®, I'Y-cnekrpockomii, a
TAKOXK JIyXKHMM ripoizom. Busyena antumikpoOna
AKTHBHICTb OJIEPXKAHHMX CNOJYK CTOCOBHO 6 TeCTOBHX
KYJbTYP MiKpooprani3mis. ¥YcTaHoB/IeHi AesKi 3aK0-
HOMipHOCTI BIUIMBY OYJOBH HA AHTHMIKPOOHY AKTHB-
HicTb. Jlociimkena rpyna peyoBHH NposBIsi€ BUPa-
JKeHy aHTHMIKpOOHY AKTHBHICTb CTOCOBHO S. aureus
ATCC 25 923 ra B. subtilis 8236 F 800; un3bky
200 MeHII BHPaXKeHY — CTOCOBHO iHIIHX TeCT-KyJIb-
Typ Mikpoopraizmis. OkcuM Ta Tiocemikap0a3oH
S-aueTnanadrui- 1-merwirpudenindocdoniixio-
pHAY NPOSIBJASIOTH MEHIIY AKTUBHICTH NOPIBHAHO 3
BianoBigHuMu rigpasonamu. Beenennsi B nadra-
JiHOBE PO aToMa OpOMY NMPAKTHYHO HE BILIHBAE
HA AHTHMIKPOOHY AKTHBHICTb, 2 HASIBHICTb y MOJIe-
Kyni 4-x aromiB OpoMy MPHBOIMTH 0 3HAYHOTO
NiZABHINEHHS] AHTHMIKPOOHOI aKTUBHOCTI. BBenenHs
cyaborpynu B HadraneHose sapo HAPTHITPH-
tenindocdonicsoi coni NPUBOAUTH A0 MiABHIIEHHS
AHTUMIKPOOHOI AKTHBHOCTI; MiHIMaJbHi iHri0youi
KOHUeHTpauii 5-cyibgonadTua-1-meTwrrpudenin-
tocdoniiidicyasdaTy ckranawTs 3,9 MKr/Mon Bix-
HocHo S. aureus ATCC 25923 i 15,6 mkr/mox Bia-
HocHo B. subtilis 8236F 800. 3 siznanennsm Tpu-
(enindocdoniesoi rpynn Bin Hadrasenosoro sxpa
aHTHMiIKpoOHa akTHBHICTH (hocdonieBux coneii Ta
iX MOXiZHHUX 3MEHIIYEThCS.

HesBaxaiouu Ha Te, 1110 BiioMa BelMKa KiJIbKiCTb
AHTUMIKPOOHHMX, MPOTUTPUOKOBUX Ta AHTUCEINTUY-
HUX Mpenaparis, npobyiieMa NMouyKy HOBUX e(peKTHB-
HUX 3acO0iB BKa3aHO1 Jiii 3IMIAETHCS AKTYaJIbHOIO
[5, 9, 10, 12]. Tlpu ubOMy 3pocTaEe poib DOCHIIIXEHb
B3aEMHOTO BruiMBYy “OymoBa — OionoriyHa akTHB-
Hicte” [2]. IlpoBeneHHs JOTiKO-CTPYKTYpHOTO aHa-
Ji3y B MEBHUX Tpyrnax PeyoBUH [IO3BOJIMTH BECTH

LUTECTIPSIMOBAHUI CUHTE3 Y LIMX IPyTiax, 30CepeanuTu
3yCUJUISI Ha OTPUMaHHI HaWbOiIbuI MepcreKTUBHUX
npenapariB, siKi BOJIOAiIOTb ONTHUMAJIbHUMM TMOKa3-
HUKAMHU aHTUMIKPOOHOI aKTUBHOCTI, TOKCUYHOCTI Ta
LIUPOKUM CTIEKTPOM Jii.

Binomo, 1o uia paay dochonieBux conei Ta ix
MOXIAHUX XapaKTepHUI LUMPOKUI criekTp Giosoriy-
HOI aKTUBHOCTI i 30Kpema B pi3Hiii Mipi BUpaXKeHa
NPOTUTPUOKOBA Ta aHTUMIKpOOHa akTUBHICTD [1, 4,
8, 11, 13, 14]. ®ochoHiesi coni, SKi MiCTATh KOHIEH-
COBaHi apoOMaTMYHi CUCTEMM B [bOMY ILIaHi, JO-
cnimxeni mano. ITonepeaHiMu DOCHIIKEHHAMU MU
BCTAHOBMJIM, 11O BBeleHHsS TpudeHinpochoHiiime-
TUJIBHOI Ipynu B HadTaJIeHOBE S/IPO NMPUBOAUTL A0
MOSIBU Y CITOJIYKM 3HAYHOI aHTUMIKPOOHOI aKTHB-
Hocri |3]. Tak, HadTun-1-meruntpudeniihocdonii-
xJjiopu Ta HadTmi-2-metunrpudeHiadochoHniinbpo-
Mill MpOSIBNAIOTh 3HAYHY aKTUBHICTh wonao E. coli
ATCC 25 922, S. aureus ATCC 25 923, E. faecalis
ATCC 29 213, P. aeruginosa ATCC 27 853, B. sub-
tilis 8236 F 800 ta C. albicans ATCC 885 — 653.
BeeneHHst B mMonekysy HadraneHpochoHieBOI cori
AUETUJIBHOI TPYMM BMKJIMKAE 3HUXKEHHSI aHTHUMIK-
pOOHOI akTMBHOCTI. 3amiHa aUETWIBHOI Ipynmu Ha
riApa3oHHi ()parMeHTH NMPUBOAUTDL A0 IMTiABUILEHHS
AQHTUMMIKpOOHOI aKTMBHOCTI MOPIBHIAHO 3 HadTaleH-
¢ochoHiEBOIO CIUTIO, O MICTUTh ALIETUIILHY TPYITY.

Meroio naHoi pobOTH € CNPSIMOBAHWI CHHTE3
HOBMX MOTEHIIMHUX AaHTUMIKPOOHMX mNpenaparisB y
psny HadraneHy Ta BCTAHOBJIEHHSI 3aKOHOMIpHOCTEN!
BIUTUBY OYIOBM peYOBMH Ha iX aHTMMIKpOOHY aK-
TUBHICTb.

Hamu cuntesosani okcum (I), cemikap6ason (IT)
Ta Tiocemikap6ason (LLI) Ha ocHoBi B3aemofii S-atie-
TUAHAGTIWI- 1 -MeTuaTpUdeHIbochoHinxIOpULy 3
TiIpoKCHIaMiHOM, ceMikap6a3naom ta rioceMikapba-
3UIOM BiInoBigHO (cxema 1).

Hadtun-1-metuntpudeniadocdoniiixnopun [7]
BCTyNna€e B peakiil eJeKTpogiIbHOro 3aMillleHHs B
HadraniHose sapo. Ipu HarpiBaHHi Xx10podOpMHOTO
pO3uMHy BKa3aHoi (ochOoHIEBOI coni 3 eKBIMOJISIP-
HOIO KiNbKicTIO GpoMy Hamu ofepxaHa Gpom3ami-
mieHa docdoniesa cinb (IV). 3HaxomkeHHsT aroma
6poMy B 5-My MosioXKeHHI HadTaneHOBOro sapa Imit-



\iZH,_P“Ph3C1' (fH2P+Ph3C1’
X
| D + NHR —— |
o P
COCH3 C(CH3)=N-R
I-111

R= OH (I), NHCON H2 (II), NHCSNH2 (I1II)

TBEP/DKEHO peakLi€elo JIyXXHOro rigposnisy docoHie-
Boi coni (1V), sikuit mpoxoouTh npu 06pobLi cnupTo-
BOFO PO3YMHY COJIi HAIUIMIIKOM ETUIATy HaTpilo i
NPUBOAUTB IO yTBOpeHHS 1-OpoM-5-MeTunHadTase-
Hy Ta tpudeningochinokcuny. [Ipu 3acrocyBanHi
HAUTMLIKY OpoMy B L1iii peakilii BinOyBaeThCsI BBe/IEH-
H$1 B SIAPO TUTBKM OJHOTO aToMa OpoMy, IMOpSIa 3 LIMM
NPOXOAMTH YTBOPEHHS TpHOPOMiI-aHiOHa 32 paXyHOK
ajicopOuii Monekyn 6pomy GpoMin-aHioHOM (cxema 2).

[lpn HarpiBaHHi po3yuHy HadTHI-1-MeTUNTPU-
denindocdoniitxiopuny 3 ABOKPATHUM HaIMIIKOM
KOHUEHTPOBAHOI CyJIb(aTHOI KWCIIOTH HaMU OfiepXa-
Huii S-cynbonadri-1-merunrpuderindochoniii-
6icynsdar (VI). Posuunnicts cosi (VI) 3HauHO Kpa-
1112 TOPIBHSTHO 3 PO3YMHHICTIO BUXiHOI Ta 6poMdoc-
thoniesux coneit (IV) ta (V), 110 3yMOBJIEHO HasiB-
HICTIO CyNb(Orpyru Ta 3aMilIeHHSIM XJIOp-aHioOHa Ha
Oicynbtar-ioH. Ilpu oOpobui HamIuIIKOM eTmnary
HATPil0 B CHMPTOBOMY PO3UMHI CYyjbdo3aminieHol
Haprundpocdoniesoi coni (VI) yrBoproerscsi Tpu-
(penindocdinokeun i 1-metun-5-nadruicynbdokuc-
Jora, sIKi Oynum BuAUIeHI Ta igeHTH]IKOBaHI Tpu
NOPIBHSIHHI 3 BITOMUMM PEUOBUHAMM 332 KOHCTAHTA-
mu ta meronom TLIX.

3 MeTOI0 NOCIHIIDKEHHSI BIUIMBY XiMiYHOI GyI0BH
Ha aHTUMIKPOOHY aKTMBHICTb y PSILy MOXiOHMX Ha-
(raneHy Hamm 3a BimoMuUMM MeTomuKamu [7] Gynn
cuHTe30BaHi TprdeHindochoHieBi coni Ha OcHOBI 1- Ta

Cxema 1

2-6pomanerwiHadraneny (VII) ta (VIII). ¥ Bkasa-
HUX Ccrioaykax HadrajeHose siapo i tpudeHingoc-
¢oHiliMeTHIIEHORBI IpyNU po3/uieHi okcorpynamu. Ha
OCHOBI OJEpXaHMX COJNEH CHHTE30BaHi BiANOBIAHI
n-HirpodeHuriapasonu (IX) ta (X) ta cemikapbaszon (XI).
ByznoBy BCix CUHTE30BaHMX CIOJIYK IMiATBEPIXKEHO
JIAHUMMU eJieMeHTHOTo aHatidy, Y®- ta [Y-cnexrpis,
IX IHAMBIYaIbHICTh — METOA0M XpomarorpadyBaHHs
B TOHKOMY wiapi. Tak, B YP-criekrpax okcumy (1),
ceMikap6a3ony (II), Tiocemikap6azony (I1I) crnocre-
piraloTbCsi MAaKCMMyMM MOTJIMHAHHSA B obnacri 230,
285 HM, xapakTepHi st TpudeHipochoHieBUX co-
et i makeumym cripspkeHoro C=N 3B’a3Ky 11pu
370 um (1), 385 um (I1) i 400 um (I1I). B IY-cniexrpax
crionyk (I) — (VI) ineHtndgikosani cMyru NOIMHaK-
nst ipu 1420-1400, 1150-1105, 960-940, 750-700 cm™*
SIKI XapakTepusyioTh TpudeHinhochoHiesi cosii. Kle
toro, [Y-cnextpu cronyx (1-111) MicTsiTh cMyTH mipu
1600-1560 cm™' , 3yMOBJICHI HasIBHICTIO cnmeeHoro
C=N 3B ;13Ky, cnonyK (IV) ta (V) — 650 cm” (C Br).
B IY-cnekrpi cynbdosamiuieHoi HadraneHdocho-
HieBoi comi (VI) kpiMm cMyr norimHaHHs Tpude-
HindochoHieBux coneit micTsTbesi cmyru ripu 1260-
1150, 1080-1020, 700-695, siki xapakTepu3yioTh Ha-
SIBHICTb B apOMATUYHOMY SIIPI CYJIb(Orpyrm.
Pesynprati jpociimkeHb aHTUMIKpOOHOI aKTHB-
HOCTI CHHTE30BaHMX CIOJYK HaBeAeHi B TaONMIL.
Bcranosneno, o okcum (I) Ta Ttiocemikapbason
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Minimanbri inriGyroqi koHueHTpanii veTBepTuHENX hocdonieBux cnomyk (MKr/ma)

Tabmuusa

Ne S. aureus E. coli E. faecalis P! aéruglnosa B. subtilis C.albicans

| 7,8 250 125 500 62,5 125

Il 3,9 125 62,5 500 7,8 125

1l 7,8 250 125 500 31,2 62,5
\% 7,8 250 62,5 > 500 7,8 1287} 1
Vv <3,9 250 31,2 250 <3,9 TR0
VI 3,9 125 62,5 500 15,6 125
Vil 15,6 >500 500 >500 500 62,5
Vil 15,6 >500 >500 >500 62,5 >500
IX 15,6 >500 125 >500 7,8 125
X 15,6 500 500 >500 62,5 250
X 15,6 500 125 500 15,6 125

(IIT) nposBisSIIOTH MEHIIY AKTHBHICTH ITOPIBHAHO 3
BIIMOBIIHUMHM IT-HiTpOdeHin- 1a 2,4-auHiTpodeHi-
rinpasoHamu [3]. Cemikap6a3on (II) Ginbiin akTMBHMIA
woao E. coli ATCC 25 922, S. aureus ATCC 25 923.
BeeneHHs1 B HadrasieHOBe siIpO aToMa GpoMy Ipak-
TUYHO HE BILJIMBAE HAa aHTUMIKPOOHY aKTMBHICTb, a
HasIBHICTb Y MOJIeKYJTi 4-X aToMiB 6pomy (crionyka V)
MPUBOAUTH 10 3HAYHOTO MiJABUILEHHS aHTUMIKpOO-
HO1 akTMBHOCTI. HasiBHiCTh y HadraneHoBOMy sipi
cynbhorpynu BUKJIMKAE MABULLEHHSI aHTUMIKPOOHO1
akTuBHocti. Auetwigocdoniesi coni (VII Ta VIII),
sSIKI MICTSITh OKCOTrpyIy MixXK HaTaJIeHOBUM SIIPOM Ta
metunTpudeHihocdoHIEBOIO TPynoio, a TakoX ix
4-uvirpodeninrigpazonu (IX ta X) ta cemikapbazoH
(XI) MeHw akTHBHI MOPIBHSIHO 3 S-aueTuaHadTHII-
I-metunrpudenindocdoniiixtopunom. Lle cBimunth
npo Te, U0 3 BiggaieHHsIM TpudeHuidhochoHieBOL
rpynu Bin HadTaJeHOBOro siipa aHTUMIKpOOHa ak-
TUBHICTb (POCHOHIEBUX COJCH Ta IX MOXIAHUX 3MEH-
IIYETHCS.

Excnepumentanbna XiMiyHa yacTHHA

IY-cnekrpu 3HiManu Ha criektpodoromerpi UR-
20 y tabnerkax kaiio 6pominy (koHueHTpamis 1%).
Y®-cniekrpy — Ha cnekrpodoromerpi CP-46 mwis
CIMUPTOBUX PO3YMHIB KOHUeHTpalii 107 Momb. Xpo-
MarorpacdyBaHHsi B TOHKOMY lUapi MPOBOMMIM Ha
rutactuHkax “Silufol UV-254”, nposiBneHHs — mnapa-
MU ioxy abo YP-cBiTiom.

Oxkcum 5-auernmmadTin-1-mernirpudeningocdo-
niixaopuny (I) Cymiwr 4,8 r (0,01 Monb) S-auerun-
HadpTun- | -metunrpudenvipochoniiixnopuny, 0,7
(0,01 Monsb) rizpoxiopuny rizpokcuiaaminy ta 1,2 r
(0,015 Monb) 6ezsogHoro Harpiio auerary B 50 M
eTaHoJNy KUI'ATWIM TipoTsirom 2 rox. [licnst oxonon-
JKEHHS ocan BindinbTpyBanu, 10 (iabTpary nogaBain
100 mn Bomu. Ocan CBITIIO-KOPUYHEBOTO KOJIbOPY
BIIIIJISINM, TIPOMMJIN BOJOIO, BUCYILYBAJIX Ha MOBITPI.
Ouunuranu nepeocakeHHsIM edipom 3 xsopodopmy.
Buxin — 3 r (60%).T.mn. — 105-107°C. 3HaiineHo,

%: Cl — 7,03; N — 2,56; P — 6,12. C31H27CINOP.
O6yucneno, %: Cl — 7,15; N — 2,82; P — 6,24.

Cemikap0azon S-auetwiadgrmi-1-verwirpudenii-
thoconiiixropuny (II). Jo posunny 4,8 r (0,01 Mons)
S-anermwrHadyTUN- | -MeTWI-TprdeHpochoHixITOpHITY
B 50 M1 erunoBoro cnvpty goganm 1,1 r (0,01 Mons)
rigpoxnopuay cemikap6asuay ta 1,2 r (0,015 Mob)
6e3BofHOTO Hatpilo auerary. PeakuiiHy cymiim Ku-
IT’SITWJIM TTPOTSITOM 2-X rof. TTicis oxoomkeHHs ocal
BiadinsTpoByBanu. o dinsrpaty nomanu 100 M Boam.
Yepes 5-6 rox. apibHuit ocax BiadiIbTpyBain, NMpo-
MWIH | BUCYWIWIM Ha noBitpi. Ouuiiiany nepekpucra-
nizauiero 3 BomgHoro eraHony (1:1). Buxin — 4,1 r
(76%). T.rn. — 164-166°C. 3naiinexo, %: Cl — 6,45;
N — 7,66; P — 5,34. C3;H29CIN3OP. O64yucneHo,
%: Cl — 6,59; N — 7,81; P — 5,76.

Tiocemikap6a3on 5-auernanagruia-1-meTaarpude-
Hindocdoniiixnopuny (III). Cymiwt 4,8 r (0,01 Mosb)
S-auerwmHadTuin-1-merunrpudeHindochoHiixiopumy
i 1,31 (0,01 Mosb) Tiocemikapbasumy B 50 Mt oro-
BOro aHriapuay kum’satuiau npotsarom | roa. [licns
OXOJIOKEHHSI 0 peakuiitHol cymiwi poxamm 100 mi
e(ipy. Yepes 3-4 ron. ocan BiadinbTpyBanu, MPOMMI-
1 rekcaHoM. OumiLamv nepeocamkeHHsM edipom 3
xiopodopmy. Buxin — 3,1 r (56%). T.nn. — 188-
190°C. 3naiineno, %: Cl — 6,40; N — 7,58; P — 5,59.
C32H29CIN3SP. O6uucneno, % : Cl — 6,40; N —
7,58; P — 5,59.

5-Bpomuadua- 1-metuarpudenindocdoniidpomin
(IV). o posyuny 4,3 r (0,01 Mons) HadpTun-1-me-
TunrpudenindocdoHiiixiopuay B 40 ma xaopodop-
my noxanu 1,6 r (0,01 Monb) 6pomy. Peakuiitny cy-
Milll KU’ satwid nporsirom 2-x rox. [Ticasi oxonon-
KEHHST 10 peakuiiHoi cymitui gopanu 100 M edipy.
Ocan BindibTpyBau, MPOMUJIA FE€KCAHOM, BUCYLIX-
1 Hazl 6€3BOIHMUM KalbLIio XJlopuaoM. Buxin — 3,91
(69%). T.ui. — 164-166°C. 3uaitpeno, %: Br —
28,12; Br (ion) — 14,42; P — 5,12. C29H32Br2P.
O6uncneno, %: Br — 28,42; Br (ion) — 14,21; P — 5,51.



5-Bpomuadyran- 1-meTuarpugenindocdoniirpudpo-
mix (V). Onepkanyu aHaJIOrIYHO MOTEPEIHIi CrIomyLLi
34,3 r (0,01 Monb) HadTun-1-merunrpudeniidoc-
ouiitxopuay i 4 r (0,025 Monb) 6pomy. Buxig —
3,21 (44%). T.u1. — 184-186°C. 3naitneno, %: Br —
44,23; Br (ion) — 32,67; P — 4,12. Cy9H23Br4P.
O6uucneHo, %: Br — 44,39; Br (ion) — 33,01; P — 4,30.

5-Cymonadrmu- 1-merwrrpudenindocdoniiidicyn-
tar (VI). o posuuny 4,3 r (0,01 Monb) nadprmn-1-
mermwirpuderiidpochoniixopuny B 40 M xropodop-
My noaatu 1,5 MJT KOHIIEHTPOBAHOI Cyb(haTHOI KMCII0-
Ti. PeakuiitHy Macy kv siTuitu poTsiroM 3-x rog. ITicsist
OXOJIO[DKEHHS 10 peakuiitHol cyMitui gomanu 100 ma
edipy. OniicTuit ocan BiIAUIMIN, PO3UYMHWIN B 25 MII
X10poOpMy, PO3YMH BHUTPUMATM Haja Oe3BOIHUM
KaJIbL1ilo X1opuaoM npotsroM 6 rox. Jlonasannsim ei-
PY 3 HEBEJIMKKX TIOPLii XTOPOOPMHOTO PO3UYMHY OCa-
qunn docdoniesy cins (Y1), Buxin — 2,15 r (37%).
T.mn. — 203-204°C. 3uaiineso, %: S — 11,12; P —
5,80. C29H25S207P. O6uncneno, %: S — 11,05; P — 5,33.

Hadyrwi- 1-kapGoverwrpuceningocdporiiiopomin (VII)
Ta mdrrm—l:mpﬁpue;mrpud:e@nboedno&dﬁﬁpouin (VIII)
CHHTE30BaHi 32 BIIOMOIO METOAMKOIO 3 KOHCTAHTAMM,
AKi BIAMOBIZAIOTH JIiTEpAaTYPHUM JaHuM [7].

4-Hirpoderinrizpaszon HadTui-1-kapooMeTmiTpu-
tenindoconiitopominy (IX) Ta 4-nirpodeniarinpason
HadTii-2-kapoomeruwirpuderingocdoniiiopominy (X)
CUHTE30BaHi MPU KUIT' STIHHI IPOTSITOM 3 To/1. XJIOpO-
¢(opmHoro pozuuny 0,01 Monb dochoHieBux conei
(VIT) ta (VIII) i 0,01 Monb 4-HitpodeHiIrinpasnHy.

Tinpazon (IX). Buxig — 71%. T.tu1. — 212-214°C.
3HaitgeHo, %: N — 6,23; P — 4,45. C3sH29BrN3O;P.
O6uucneno, %: N — 6,50; P — 4,80.

Tizpaszon (X). Buxin — 64%. T.nin. — 188-190°C.
3naiineHo, %: N — 6,14; P — 4,19. C3s6H29BrN3O2P.
Ob6uucneno, %: N — 6,50; P — 4,80.

Cemikap0a3on nadmwi-1-kapoomeTrrprdeniigoc-
¢oniiidopominy (XI). CuHTE30BaHO AHAIONYHO CIIO-
ayui (11) 30,01 Mosb ochonieBoi coni (VIT). Buxin
— 55%. T.nun. — 177-179°C. 3naiineno, %: Br —
13.66; N — 7,12; P — 5,05. C31H27BrN3OP. O6uuc-
neHo, %: Br — 14,06; N — 7,34; P — 5,45.

ExcnepumenTanbHa 0iosioriyHa yacTuHa

AHTUMIKpPOOGHY aKTHBHICTb CMHTE30BaAaHUX PeYo-
BUH BHMBYAIM 3a J0MOMOrOI0 MIKPOMETO/Y 3 BUKO-
PUCTAHHSAM OJHOPA30BMX MOAICTUPONIOBUX TJIaHILIE-
TOK Ta MikporutpatopiB Takaui |6].

VY 96 nyHKOBI MOJICTUPOJIOBI MIAHLIETH BHOCHIIA
no 0,05 M 4-rogMHHOI KyJILTYpU MIKpOOpraHismiB
(1 mn cepenoBuILa MiCTHB 10° KYO; mna C. albicans
BUKOPHCTOBYBAJIM po3Be/ieHHs1 MikpoopraHismis 1:100
y pinkomy cepenosuiii Cabypo).

[TnatuHOBOIO KOp3uHKOI 06’emom 0,05 M Ha-
OMpaBcsl MATPUYHMIL PO3YMUH HOCHIIHOI PEYOBHHH,
KOHLEHTpauisi sikoro nopipHioBana 1000 mxr/mia i
BHOCHMBCSI B neputy JiyHKy. B iHuui qyHku mepiuioro
psily BHOCWJIM HACTYINHi JOCHIAHI PEYOBUHU TaKUM
xe yruHoM. [TocninoBHO MoBepTalym KOp3MHKH, OT-
PUMYBaJIM PO3BelieHHs1 y BCiX JiyHKax Bix 500 MKr/mi
10 3,9 MKr/mia. AHanoriyHo MpOBOAMJIM €KCIepu-
MEHT Ha iHIIMX [UIAHLIeTKaX 3 HAaCTYMMHUMHU TeCT-
KyJIbTypaMu MikpoopraHi3Mmis. [Ticiist Liboro ruraiie-
TH TNOMILLATM Y BOJIOTY KaMepy B TepMOCTaT MHpH
remneparypi 37°C, inkybysanu riporsirom 24 roa (uis
rpubiB — BianosinHo 28°C, 48 rox). Pesynbratn no-
CIIDKEHb HaBeNEeHI y TaOJIMLII.

BMCHOBKHA

1. 3niiicHeHo cunTe3 HOBUX (hochOHIEBMX MOXi-
HUX HadTaieny.

2. 3HaiineHo, 10 AesiKi 3 OTPUMAHMX CITOJIYK
MPOSIBJIAIOTh AaHTUMIKPOOHY aKTUBHICTb CTOCOBHO
S. aureus ATCC 25923 ta B. subtilis 8236F 800.
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CHUHTE3 U AHTUMUKPOBHASI AKTUBHOCTb HOBBIX
DOOCOOHUEBDBIX [TPOU3BOAHBIX HA®TAJIEHA
A.B.Manmwesckasi, O.M.Bykauyk, C.E [leiineka
OcyuiecTsnen cMHTE3 HOBBIX (hOCHOHMEBBIX NPOU3BOAHBIX HA-
¢raneHa — okcuma, ceMu- M TMOceMuKapbasoHa S-auetua-1-
metuntpuderuna-pochonninxiopuaa. Ha ocHose peakumit anekt-
poduibHOro 3ameleHus B HahTaneHOBOM siape HadTuA- | -me-
TuaTpudeHnpochoHUINXI0pUAA NONYIEHBI HOBbIE TPH(EHII-
ochonuesbie conu. CTPyKTypa NnoaydEHHbIX COSAUHEHUI M0/~
TBepxaeHa meroaamu Y@, UK-cnekrtpockonuu, a Takxe ie-
JOYHBIM ruaponn3om. M3yyeHa aHTUMHUKPOOHAst aKTMBHOCTB
CHHTE3UPOBAHHBIX COEAMHEHMI OTHOCUTENBHO 6 TECTOBBIX KYJlb-
TYP MMUKPOOPraHW3MOB. YCTaHOB/IEHBI HEKOTOPbIE 3aKOHOMEP-
HOCTH BAMSIHWSI CTPOEHMSI HA AHTMMMKPOOHYIO aKTHBHOCTb.
HcenenosanHas rpynna CoeAMHEHMI MPOSBASET BbIPAXECHHYIO
aKTHBHOCTH oTHOCHTENbHO S. aureus ATCC 25923 u B. subtilis
8236F 800, HU3Ky10 WA MEHEe BBIPAXEHHYIO — OTHOCUTE/LHO
APYTUX TECT-KyJIbTYP MHKPOOPraHu3MoB. OKCHM M THOCEMHU-

- Kapba3oH S-auetnnHadtni- | -metuatpudeHnadochoHmIxIoOpH-

J1a NPOSIBASIIOT MEHbLUYIO AKTUBHOCTb CPABHUTENBHO C COOTBET-
CTBYIOWIMMH ruapasoHamu. Beesenue cynnorpynnsi B Hadra-
aeHopoe siApo HadTUADOCHOHNEBOH COAM MPUBOAUT K MO-
BbILUEHUIO AHTHMHUKPOOHOH AKTUBHOCTH; MUHMMA/IbHBIE WHTH-
Oupyloume KoHueHTpaumu S-cynabhoHapTia-1-meTuatpude-
Hundochoruitbnucyasdara cocrapasior 3,9 MKr/M OTHOCHTE)b-
HO S. aureus ATCC 25923 u 15,6 Mxr/ma otHOCHTENBHO B. sub-
tilis 8236F 800. C ynpanenuem tpudennndochoHreBoi rpynms
0T Ha(TANIEHOBOIO siApa AHTUMUKPOOHAs aKTHBHOCThL (hoco-
HHEBBIX CONEH M MX NPOM3BOAHBIX YMEHBILUAETCS.
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SYNTHESIS AND ANTIMICROBIAL ACTIVITY OF NEW
NAPHTHALENE PHOSPHONIUM DERIVATIVES
A.V.Malishevska, O.M.Bukachuk, S.Ye.Deineka

The synthesis of new phosphonium derivatives of naphthalene-
oxim, semi- and thiosemicarbazone of 5-acetylnaphtyl-1-me-
thyltriphenyl-phosphonium chloride has been carried out. The
new triphenylphosphonium salts have been obtained on the
basis of the electrophilic substitution reactions in naphthalene
nucleus of naphthyl- 1-methyltriphenylphosphonium chloride.
The structure of the compounds obtained has been confirmed
by the methods of UV, IR-spectroscopy as well as by alkaline
hydrolysis. The antimicrobial activity of the compounds syn-
thesized to 6 test cultures of microorganism has been investi-
gated. A consistent pattern “antimicrobial activity — chemical
structure” has been established in the series of the compounds
synthesized. The substances under research reveal the marked
antimicrobial activity to S. aureus ATCC 25923 and B. subtilis
8236F 800; low or less marked activity to other test cultures of
microorganisms. Oxim and thiosemicarbazone of 5-acetyl-
naphtyl-1-methyltriphenylphosphonium chloride shows the lo-
wer activity as compared to the corresponding hydrazones.
Introduction of sulphogroup into the naphthalene molecule
leads to increase of the antimicrobial activity; the minimal
inhibiting concentrations of 5-sulphonaphtyl-1-methyltriphe-
nyl-phosphoniumbisulphate are 3,9 mg per ml for S. aureus
ATCC 25923 and 15,6 mg per ml for B. subtilis 8236F 800.
The antimicrobial activity of phosphonium salts and their
derivatives decreases with the removal of the triphenylphos-
phonium group from the naphthalene nucleus.



