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WKIPHO-BEHEPOAOSIHRULL (HCTUTYT

Bimomo, mo nmesiki akpHOHHOBi MOXiZHI MalOTb BHCOKiI aHTHOaKTepi-
anbni BaactuBocti (1, 3, 7), omHOYACHO MONEpPENXKaAIOTH Ta 3MiHIOIOTH CTit-
KicTb pisHuXx MikpoopraHiamMip 40 aHTHOIOTHKIB, sIKi MIHMPOKO BHKOPHCTO-
BYIOTbCSl B MENWYHiA NpakTHHi (2). Kpim ToOro, BOHH AilOTb Ha CHHBOTHif-
Hy nanuyKy, CTifiky A0 Aii OaraTbox JiKapCbKHX PEYOBHH, LIO 3aCTOCO-
BYIOTbCSl B HepMarojoriudifl mpaktaui. Tomy nikaBo Oyso BHBYHTH aHTH-
MiKpOGHY aKTHBHIiCTb PsIy NOXiAHHX aKpuAuHY i NMOPIiBHATH Il 3 aKTHB-
HIiCTIO BXKe BiIOMHX QHTHCENTHYHHX 3aCOoG6iB.

'3 wmielo ‘MeTOI0 BHBUAJHKCS TaKi PEYOBHHH: XJIODHCTOBOJIHEBHE 3-MeTO-
Kcu-6-1iTpo-9-[ penin-n- (1’-okcu-2'-ngieTunaminoeT) -aMiHOaK pHAHH (I),
4-MeTOKCH-6-HiTpO-9- (n-GpoMopenin) -aminoakpuann (II), omepxani omuca-
HHMH pamme meronamu (1, 7); xJopHCTOBOAHEBA Cilib JieTHaaMiHOETHI-
amin-N-(3-nirpoakpunun)-n-amino6enszoinoi kucaoru (III), 2-meroxcu-6-
HiTpO-9- (n-cyantpaminodenin)-aminoakpugun  (IV), 2-meroxcu-7-pierna-
cyabpamino-9-aminocakpuaun (V), 3-Hirpo-9-merun-aminoakpupuu (VI),
OfepxaHi HAMH Bhepile, Ta XJIOPHCTOBOAHEBHH 9-MeTHIaMiHOAKPHAHH
(VII), cuHresoBanmii 3a ONMHCAaHHM B m’repa'rypl Metozom (10).
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IV. R=—;CGH4—SOQNH2, R1=N02, R2=_2—0CH3, R3=H

V. R=R,=H, R,——2—OCH,, R3=—302N<8:§:.

VI. R=CH;, R;=-3—NO,, R;=R;=H
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Ta6annsa 1
Cknaj Ma3seBHX OCHOB B T

Mazesl ocHOBH

JonomlxH] pPeYOBHHH

Bogeiil 5 & s svwewnnsw | 900 | 100 | 628 .
BOTAR & s 5 a0 0 0o 8 6 s 33,0 42,0
Bockn eMmyabcimi* ... .. 7,0 4,0
DROGEBHL o+ 5 w0 o m 12,5 5,0
EcHIOH-5 . .. . ... . 10,0
ETHNEn030MBB ... . o . . . . 5,0
JIaHOTIE . o v v v v v v v v s 10,0
Macno paseminoBe . . . . . . 60,0 7.5 | 25,0
Maclno MaciauHoBE . . . . . . 10,0
Harpilo Gemsoar ....... 0,2
S E T N S 0,4
DEB0 ™ o w0 5 A— ‘ 4,0
8154 g 1 120 | 60,0 |
TIET “1500 « & s e mmm o 5 5 30,0
TET 4000 . .......... 40,0
Coupr nmeTocTeapuioBHH . . 25,0
CIoHMpTH INEPCTAHOr0 BOCKY 6,0
ToiH 80" 2 vnesmepewss 2,0
IlepesuH . . . v s v v v a v : 24,0

~ * Bocku eMyabcifimi: xaaiesi coai docdopnux edipis HEHKUHX
¢paxuii cnHpPTiB KallaaoTOBOrO KHPY.
** OgcieTHAbOBaHi CHHPTH KaIlaJOTOBOrO XKHPY 3 KiAbKicTio
MoJsiB okucy ernaeny 20.

Autn6akrepiaJbHi - BJACTHBOCTI aKPHAHHOBHX NOXiHHX BH3Hauaau
WAAXOM BUMipIOBaHHS ix nudysii 3 Maseir B arapoBuii rejib, IKHH MiCTHB
cradinoxok-209 P a6o cunborHifiHy nmanuuxky. AKTHBHICTb DEUOBHH, IO BH-
BUAJIHCH, MOPiBHIOBAJAH 3 AKTHBHICTIO JOOpe BiIOMHX aHTHCENTHKiB — 6o0p-
HOIO KHCJOTOIO Ta nuMinasem. Masi 3 maBemeHHMH BHIlEe PeYOBHHAMH roO-
TyBaJH Ha Pi3HHX Ma3eBHX OCHOBAX, FPYHTYIOUHCb Ha TOMY, IO OCTaHHI
6epyTb aKTUBHY Yy4acTb y (papMaxkoiuHamini Masefi Ta MOXYTb iCTOTHO
BIJIHBATH Ha iX ¢apMakoJoriyny xiio.

B po6ori BuKopHCTOBYBaBcsi MikpoGiosoriunuit Tect *, 4Kui N03BOJIAB
3 HeoOXiIHOIO JOCTOBIPHICTIO MPOBECTH NOpPiBHsAJbHE BHBYEHHS AKTHBHOCTI
Ma3eil, BHTOTOBJIEHHX HAa MAa3eBHX OCHOBAX Pi3HOMAaHIiTHOTO CKJany.

Hocnimxkypani Masi micrunum 1% moxizuux axpuauny, nuMiHamio abo
Goproi KucnoTH. MaseBi OCHOBH roryBaJiH 3a NpaBHiaMH ¢apManeBTHYHOI
TexHoJsorii, Ix Moxua Bimnectu no rigpodobumx (Ne 1), abcop6uifinux
tuny Bfo (Ne 2, Ne 4), BonoamusHux THRY 0/B (Ne 3, Ne 6) Ta BOZOpPO3UHH-
mux (Ne 5) (muB. Taba. 1). Ocuosa Ne 6 nxosBonsiia AOCHiIAXKYBaTH CHO-
JIYKU Y BUIJIAAI NIHHHX aepo3oJied.

EKCNNEPHUMEHTAJIbHA YACTHHA

HOurigpoxnopux nierunaminoernnaminy-N-(B-unir-
poakpunHJ)-n-aMiHoGen3sofnol kucaorm (III). 123 e
3-HiTpo-9-xn0pakpununy (9) posuuHsaoOTL y 7 2 ¢enoay npu 70° norim mo-
npaoth 1,18 2 B-niermsnaminoernnosoro edipy n-aminoGeH30HHOI KHCJOTH.
Temneparypy nigeuniyiors Ao 100° i cymim npomoBXKyloTh nepemimysaTh Ha
nporasi 2,5 rof., micas oxonoaxeHns ponawth 10% posumn inkoro Hart-
pilo 1o AyXHOI peaknil. YTBOpeHHE MAacJONOAiGHHA NPOAYKT NMPOMHBAIOTh

* MixpoGionorignnft Tect (5, 6, 13) 6y nmemo BunoaMinennd (12): samicrs nosepx-
HEBOTO, BHKOPHCTOBYBajdH rauOHHHe MikpoGHe. KYJBTHBYBaHHS.
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rapsyoi0 BONOI0, MPOCYMYIOTh y BAaKyyM-€KCHKaTOpi, posumHsiioTL B abco-
JIOTHOMY €TaHOJi i dYepe3 pO3YHH MPONYCKAaIOThb CYXHH BOLHIO XJIOPHZ,
a yTBOPeHHH OPaHMKeBHH o0Caj MIHTiAPOXJOPHAY INEpPeKPHCTaNi3OBYIOTh 3
eranony. Onepxyiors 1,9 2 peuoBuny, T. Toma. 235° (poskua.).

3uatigeno (8 %): N 11,10, CysHasOuN, 2HCI.
Bupaxysano (8 %): N 11,02

2-meToKcH-6-HiTpO-9-(n-cyabdaminodpenia)-amino-
akpupauu (IV). 4,0 ¢ 2-Merokcu-6-HiTpo-9-xm0opakpuauny (8) po3UHHA-
10Tb ¥ 15 2 denoay npn 70° norim nmonmaioth 2,5 e n-aMinoGeH30aCYbD-
aMixy, migBHILYIOTH TeMmmnepatypy mo 100° i mpomoBXyloTh nepeMiliyBaTH
2 rox., micas yoro go cymimi nomatotb 10% posunn izkoro Hatpilo, a ocaf,
110 BHMNAaB, NPOMHBAIOTE BOAOIO, e(ipoM Ta NepeKpHCTaNi30BYIOTb 3 JHUME-
tuadpopmaminy. Opepxyiors 3,4 ¢ peuoBuHH 3 T. Toma. 203—205°.

Snaﬁneuo (B %)‘. N 13,3!. ConmN;,OsS.
Bupaxysauno (B %): N 13,27

2-meToKcu-7-giernancyabrdpamino-9-aminoax pu-
aun (V). 1,85 & 2-meroxcu-7-miernicyiabdamino-9-xmopaxpununy (11)
po3unHsAOTh ¥ 6 ¢ denony npu 70° moriM mwBuako moxaioTh 1,5 e KapGo-
HaTy aMoHiio, MiABHILYIOTh TeMneparypy mo 100° Ta mepemimyloTh Ha npo-
1s3i ropunH. Lo pearuifinoi cymimi momatore 109% posunn izKoro Hatpilo,
a ocai, Wo Bunas, BinginbTpoByioTh, eKcTparyioth 10% posumHOM onTo-
BOl KHCJIOTH Ta 3HOBY (pinbTpyiorh. @inbTpar HeATPaNi3yloTh iAKHM HaT-
pieM, a omepKaHuil Oocajx NEpEeKPHCTaNi30BYIOTH 3 BOXHOro amertony. Onep-
XKyoTe 1,2 2 pedoBHHHM 3 TeMIepaTypoio TomjaeHHs 215—217°

3uaitaeno (8 %): N 10,54, C;sHyOsN;S.
Bupaxysano (8 %): N 10,62.

3-nitpo-9-merunaminoaxpuguu (VI). ¥ denoni posuu-
Hs0Te 6,2 2 3-uiTpo-9-peHoxciakpupuny (7) i npu mepemiurysanni nona-
10Tb 2,5 2 xumopucroBomHeBoro Meruaaminy. IlIBuako niABHILYIOTH TeMile-
patypy xo 100°, mpomoBxyioun nepemimysarty e 1,5 romunn. Ilicas oxo-
JOoIXKeHHa cyMim o6po6asiors 10% posumnom imxoro narpio. Ocax, mo
BHIaB, BiihiMbTPOBYIOTh, NPOMHBAIOTH TENJIOI BOJOI0, BUCYUIYIOTh Ta KPH-
craaisylot 3 auerony. OmepxyioTh 4 e pedyoBHHH 3 T. Toma. 184°

3uatigeno (8 %): N 16,69. CisH; N3O,
Bupaxysauno (8 %): N 16,60.

BusHaueHHss aHTMMiKPOOHOi aKTHBHOCTI
CHHTE30BAHHX PEYOBHH 3 Ma3ed

" Ilpo anTUMiKpOGHY AaKTHBHICTb JOC/TiAXYBaHUX DEUOBHH CYIWIH 32
ix nudysiewo 3 Maseil B arapoBuil resb, Ky KOHTPOJIIOBAJH IIJISAXOM BH-
MipIOBaHHSI 30HH 3aTPHMKH POCTy TecT-MiKpoGa. BennunmHa 30H 3aTPHMKH
pocTy MixpoGiB 3asexasa Bill CTylieHs 3BiJIbHEHHSI PEYOBHHH Ma3eBOIO OC-
Hopoto. Ii mumipioBanm micas iHKyGalili arapHsoBaHOro cepefoBHIua i3
3paskaMu Masen npu 37° mporaroM 24 romuu. [liamerp JyHOK, B siKi BMi-
YT 3pasku Mazefl, GyJH cranmapTHi i mamu posmip 8+0,2 mm.

BesHYHHH 30H 3aTPHMKH pOCTY TecT-Mikpo6a, omep:xkaHi mpu nudy-
3il ogHOro # TOro K 3paska Masi, MOXKYTb KOJHMBATHCA BHACHiLOK DALY
NPHYHH, TOMY AOCJiN 3 KOXKHHM 3pasKoM Masi NOBTOPIOBaAH TPuyi, micus
YOro BH3HAYAJH CepeXHbOAPH(MMETHYHY BeJHYHHY JiaMeTpa 30HH Ta IO-
MHJKH BH3HAueHHs. MareMaTHKO-CTaTHCTHYHY OOPOGKY OJepKAaHHX pe-
3yJbTaTiB, HaBeleHHX B Tabauumi 2, NpoBoAW/H 3a MeToxoM Monuesiuyre-
Epinrene (4). .

fIk BHAHO 3 JaHHX, HaBelAeHHX B Tabjauui 2, Audysis LoCHiAKyBaHHX
CrONyX, a oTXe, i X aHTHMiKpOOHa AKTHBHICTb, B 3HAuHill Mipi sa’deXuThb.
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Ta6anunsa 2

AuTHMiKpo6Ha axkTHBHICTb moxigHnx akpuaunHy B 1%
Ma3sfX, BHFOTOBJEHHX Ha pi3sHOMaNiTHHX OCHOBaX *

Masesl ocHOBH
PeuosHHa '
1 2 3 4 5 6
I a 13,3 | 140 | 153 | 19,0 | 20,0 | 16,0
6 146 | 153 | 240 | 17,3 0 19,7
1 a 13,7 0 0 14,3 0 15,3
6 19,3 0 0 12,3 | 136 0
n a 23,7 0 0 18,3 | 150 | 14,0
6 13,6 0 0 0 14,7 0
v a 13,3 0 0 13,3 | 16,3 0
6 17,3 0o J O 12,9 0 0
v a 15,7 0 11,3 | 13,7 | 12,7 | 143
6 18,3 0 0 0 0 19,3
VI a 17,0 | 12,7 | 13,7 | 20,0 | 183 | 193
6 16,6 0 21,0 0 17,3 | 19,6
VI a 16,0 | 16,0 | 34,3 | 240 | 243 | 20,3
6 14,6 0 433 | 36,3 | 19,3 44._6
I a 293 137 [ 11,3 | 16,3 | 243 | 143
6 11,3 0 0 140 | 136 0
BK a 13,3 0 173 | 16,3 | 15,3 | 15,0
6 19,6 0 16,3 | 153 | 13,6 | 18,7

* B ycix Rocaifiax cepefss NMOMHAKA cepelHbOapHp-
MeTHyHOro BH3HauewHs Oyna 0,3—0.4.

YMOoBHI cKOpOueHHA: a-—30HAa 3aTPUMKH poc-
1y cradinoxoka 209 P (y ms), 6 -— 30H2 3aTPUMKH DOCTY
cunborHifinoi namuuku (y Mam), 0 — BifeyTHiCTh 3aTPUMKH
pocry, I — numinanan, BK — Gopra KHCOTA.

BiZ XiMiuHOI CTPYKTYpH MOXiIHHX aKpuAMHY, a TaKOX Bil CKaany MaseBol
OCHOBH.

Bu3HaueHHS aHTHMIKPOGHOT AKTHBHOCTI HaBeIEeHHX CITOJYK MeTOHOM
cepifiHEX poO3BefieHb BHABMIO HalGiabwy akrusmicts I Ta VI peuoBuH
(1, 7). B Massix, mo BuBuaaucd, HaflepektupHimuMyu Gynu cnoayku VI ra
VII, sxi aerwe, Hix inmi, ZudyHIyIoTE 3 Ma3eBHx ocHos. Hanepne, WIBHA-
Kicte nudysii, a oTXKe, i aKTHBHICTH CHOJMYK, 30i/bIIYETHCS NPH 3MeHIIEH-
Hi moBepxHi iX MoJexys Ta i3 36iiblueHHsM posumHHOCTi ix y Bomi. Ilpn-
cyTHicTh B 9-MYy NOJIOMKEHHI MOJIEKY/H AaKPHAMHY - OG'€MHHX 3aMiCHHKIB
3HAYHO 3HHXKYE WBHAKICTb AHPYSii. .

[To BigHomeHHI0 Ko cradinokoka Hal6inbmly aHTHMIKpOOHY AaKTHB-
HicTb Maau 19 Masi, mo micruan peuoBuny VII, Ta BHroTOBJEHi Ha Mase-
BuX ocHoBax Ne 3, 4 i 6. Masi na ocHoBi Ne 3 Gynm Hale(peKTHBHIHIHMAH.
Ix akTuBHiCTL NIpH BHBUeHifi Kouuneurpauii B 1,5—2 pasm mepeBuuyBania
AKTHBHICTh Masell, O MiCTHJAH HuMiHaJb a6o GOpPHY KHCJOTY; Masi 3 in-
UMM MOXiZHHME aKpHAHHY OYAM [ell0 MeHII aKTHBHHMHK i BiAmoBigaau
npu6JH3HO AKTHBHOCTI Masell 3 HEMiHajeM Ta GOpPHOIO KHCJIOTOIO.

[lo BifHOWEHHIO [0 CHHLOTHIMHOI NMaJHYKH Oi K Masl OyJH TaKOX Y
- nBa pasu edekTHBHimi, 32 BHHATKOM Ma3si Ha ocHOBi No 5.

BUCHOBKH

1. BCTaHOBIEHO, LIO XJODPHCTOBOJHEBHH O-MeTHIaMiHOAKDHAHH Mae
B 1,5—2 paau Ginbwmy axTHBHiICTH Ha CTadiNoKOK i B 2 pasu HAa CHHbOTHiMH-
Hy ManuyKy, HiX iHWi HoXigHi akpuiauHy, 60pHa KHCJIOTZ Ta HHMiHaJb.
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2. Tloxasano, 1m0 BHBiMbHEHHS aHTHOAKTepiaJbHUX DPEYOBHH 3 OCHOB
pisHoi ximiudHoi mpHpoaM nposBAseThCsT nNo-pisHOMYy. CKiaaj OCHOB s
KOXHO{ aHTHGaKTepiaJNbHOI PEUOBHHH NOBHMHEH NiAGHpaTHCHA €KCIepHMeH-
TaJIbHO.

3. BuszHaueHo, 10 Ha#bibLI NPHIATHOIO OCHOBOIO IJISI XJIOPHCTOBOJ-
HeBoro 9-MeTHIaMIHOAKPUAMHY € eMyJbCiliHa OCHOBa THUNY OfB, fKa CKJa-
JaeTbcs 3 BasesiHOBOI oJil, eCHIOHY-D, eMyJbpCiAHHUX BOCKIB, IVILEPHHY Ta
BOJH, a TaKOX OCHOBA NiHHOTO aepo30Jii0, A0 CcKiaanxy fkoi exoxutb OC-20,
IAilepHH, MacJHHOBA 0Jist, eMyJabcifini BockH, nomieTuneHokcun-1500, eru-
HeN030JbB Ta BOAA.
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A STUDY OF THE ANTIMICROBIAL ACTIVITY OF SOME ACRYDIN DERIVATIVES

A. N GAIDUKEVICH, G. S. BASHURA, I. M. PERTSEV, A. F. PIMINOV,
A. 1. PIATIKOP and E. A. MESHCHANINOVA

Kharkov Pharmaceutical Institute, Kharkov Research Chemico-Pharmaceutical Institute
and 'Kharkov Research Dermato-Venerological Inslifute

SUMMARY

Results of determination of the antimicrobial activity of some synthesized acrydin
derivatives from various ointment bases against Bacillus pyocyaneus and Staphylo-
coccus P-209 indicate that some of them are more efficient than boric acid and cyminal.

The antimicrobial activity is to a major extent determined both by the chemical
structure of these solutions and physico-chemical nature of the ointment base.



