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CUHTE3 U NPOTUBOMUKPOBHAA AKTUBHOCTb MPOAYKTOB
TUOLMAHATOAPUIIUPOBAHUA AMUOOB AKPUITIOBOMA N METAKPUITOBOW
KUCNOT condmMn ANOEHUIN- 1 PEHUNEHBUCOUA3OHUA
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2-Tuonmanaro-(2-metuin)-3-(4-(3-)-TuonuanatoheHII ) TPOMTHOHAMUIBI POSIBIISFOT T0CTATOY-
HO BBICOKYIO aHTHMHUKPOOHYIO aKTHBHOCTH B OTHOIICHHH CTa(QMIOKOKKOB, KHIIEYHBIX I1AJIO-
YeK, IPOXKEBBIX I'PHOOB M ICEBAOMOHAI, KOTOPasi IPAaKTUYECKU OTCYTCTBYET y OMCTHOIMAHA-
TOAMHUJIOB Ha OCHOBE OCH3UAMHA U €r0 MPOU3BOIHBIX.

KiroueBble ciioBa: coiu 61/10[[1/121301-11/151; THOLMAHATOAPUIINPOBAHUE; MOHO- U 6I/ICTI/IOIII/IaHaTO-
aMHU/IbI; HpOTI/IBOMI/IKp06LIHe CBOﬁCTBa; CHUHTEC3.

Cpenu CUHTE3UPOBAHHBIX paHee NPOAYKTOB aHUOHAPH-
JIUPOBAHUS TMPOU3BOAHBIX AKPUIOBOM M METAKPHIOBOM
KHCIOT (3UPOB, HUTPIIIOB, aMHJIOB) HAH/ICHBI BEIIECTBA
¢ 5(pQPeKTUBHBIMH MPOTUBOMUKPOOHBIMU CBOIMCTBaMHU
[1 —4]. Tak, B pabore [5] mokazaHo, 4TO 2-THOIMAHA-
TO-(2-MeTHII)-3-apUIIIPONTMOHAMHUIBl  O0JIQ/IAlOT  BBIPA-
JKEHHBIM aHTHKAaHIMJO3HBIM JIefiCTBHEM, a IPOLYKTHI Ie-
TEPOIMKIIN3ALUH STUX THOLIMAHATOAMUIOB — aMHHOIIPO-
U3BOAHBIC  THA301-4-OHAa  TPOSBISAIOT  JIOCTAaTOYHO
BBICOKYIO ]'IpOTI/IBOFpI/I6KOBy}O AKTUBHOCTbD.

Pa3BuBas uccienoBaHus B JaHHOM HAlpaBlICHHUH, MBI
M3yYWIIN B3aUMOJICHCTBUE comel OMCIMa30HUs Ha OCHOBE
OCH3U/IMHA ¥ €T0 MPOU3BOAHBIX C aMHJAMH aKPUIIOBOU U
METaKpUIIOBOM KHUCIIOT B IPUCYTCTBUM POLAHUI-aHHOHOB,
U TOJIYYMJIM MPOAYKTHl THOLMAHATOAPWIMPOBAHUS 110 2
Iuasorpymnmnam. B ciydae jke MCIOIB30BaHUS B PEaKIUU
TerpadropodboparoB n- U m-heHUIeHONCANA30HU 00pa-
30BAJIMCH MMPOAYKTBI THOITHAHATOAPWUIINPOBAHUA T10 OIIHOﬁ
JIMa30rpyIiIe ¢ OHOBPEMEHHBIM 3aMelLlEHHEeM BTOPOH Ha
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THUOLIMAHATHYIO Tpymmy 1o 3aHamMeiiepy. CHHTE3 JTaHHBIX
COEJIMHEHUI MOKHO TIPEJCTaBUTh CIAEAYIOUIEH CXeMOM.

TuonuanaToapuIMPOBaHKE MTPOTEKAET B BOAHO-AIIETO-
HOBOH (1:2 —2,5) cpesie B MPUCYTCTBHU KaTaTUTHYCCKHX
konmuecTB  Terpadropodopara  memmu(ll) mpm  —30
...— 10 °C. OntuMansHOE COOTHOIIICHHE PEAareHTOB COJb
OMCIIMAa30HUS — aMUJI — POJIAHU]T KA — KaTaju3arop
cocraBisger 1,0:2,2:2,2:0,03. BeIxoasl MOHO- U OHCTHO-
uagaToaMuA0B cocTaBIIOT 40 1 63 % COOTBETCTBEHHO.
Peakimu Taxke CONMPOBOXIAIOTCS 0Opa3oBaHUEM COOT-
BETCTBEHHO  71,71'-TUTHOIIMAHATOAU(PEHUIOB (METaHOB,
CYIb(QOHOB) H 71-(M-) IMTHONNAHATOOCH30JIOB B KOJIHMYECT-
Be 15—-25%.

Boixonpl, koHcTaHThl U gaHHele SIMP 'H CIIEKTPOB
CHUHTE3MPOBAaHHBIX MOHO- UM OHCTHOLMAHATOAMHIIOB
(I - X) mpencrapnens! B Tab6m. 1.

Cuekrpsl SIMP 'H coenunenuii I — X comepixar curua-
Jbl  MPOTOHOB APOMATHYECKUX sjep B oOyacTH
7,95 — 7,05 m.x. TIpoTOHBI METHIIEHOBBIX TPYII MPOIYK-

scn NH2
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TOB THOLIMAHATOAPWIIMPOBAHMS aKpUIaMua U METaKpUII-
amuzia NposBIAIOTCA 2 nyOneramu Ay0s1eToB wiu 2 nyOie-
TaMHU C XMMUYECKUMHM CJIBUTAMH COOTBETCTBEHHO B 00-
mactsix  3,36-3,12, 3,16—2,92 u 3,50-2,93 M.z
[IpoTOHBI e METHHOBBIX TPYII, CBS3aHHBIX C THOIMA-
HATHOH rpynmoi, o0pa3yloT TpUIUIETHI B 00IacTH
4,27 -4,19 m.A., a METWIbHBIE IPOTOHBI METAKPHUIOBOTO
¢parmenTa nposiBisrorest cuareramu 1,86 — 1,80 m.a.

3KCl’l€pI/IM€HmaJZbHa}Z Xumuveckas 4acniv

Crexrpst SIMP 'H nony4enst B IMCO-d, wim CDCI,
Ha mpudope Varian Mercury (400 MI'1), BHeIIHMI CcTaH-
napt TMC. MuauBuayanbHOCTh CHHTE3MPOBAHHBIX CO-

eIMHEeHUH ycTaHaBauBayM MeTogoM TCX Ha miacTHHAX
Silufol UV-254 (amroentbl O6eH3zon — meranoi, 3 —4:1;
MeTaHos — OeH301 — aineroH, 1:2 —3:1). [lanHbie a1e-
MEHTHOTO aHalli3a COOTBETCTBYIOT BBIYMCICHHBIM 3HAYe-
HUSIM.
3,3'-(4,4'-In¢pennn)ouc(2-THONHAHATONPOMAOHAMM/T)
(D). K 2,8 r (40 mmonn) akpunamuia, 1,4 T (4 MMOJIB) TeK-
carunpara  terpadropobopara wmemu(ll) wu  4,0r
(41 mmonb) poganuna kanus B 100 M1 BOAHO-aIleTOHOBOM
cmecu (1:3) mpubaBnstor B Tewenme lu 75T
(19,5 mmonb) TerpadTopobopara n,n'-nudeHuTonCIa30-
Hus. Aszor Bbenserca npu — 15...—20°C B TeueHue
1,5 u. [locne mpekpaiieHus: BBIJEIEHUSI a30Ta B peaKlu-
OHHYIO CMeCh NMpHOaBILIOT 30 MIT BOZBI M SKCTPArHpyIOT

TaG6unuma 1

BbIxoabl, KOHCTAHTHI 1 Janubie SMP 'H cnekTpos 3,3'-[4,4' -mudenns(meran, cynab¢on)onc(2-THonHaHaTO-(2-MeTHJI)IPONHOHAMU/IOB)]
(I - VI) u 2-tuouuanaro-(2-metuin)-3-(4-(3-)ruonuanarodenun)nponuonamuaos (VII — X)

COZ;ZHG- Ar R Beixon, % T;gn*., Bpyrtro-dhopmyna Cnekrp SIMP ]H, 3, M.JI.

I -C¢H,-CeH,- H 58 138 CaoH sN,O,S, 7,75, 7,48 (¢, 4H, NH,), 7,53, 7,23 (n, 8H, -C¢H,-C¢H,-), 4,23
(T, 2H, CH(SCN)), 3,25, 3,07 (z, 4H, CH,)

I -C{H,-CHy-CH,- H 55 141 CyHyN,O,S, 7,77, 7,45 (¢, 4H, NH,), 7,08 (c, 8H, -C4H,-CH,-C¢H,-), 4,21 (1,
2H, CH(SCN)), 3,92 (c, 2H, -C4H,-CH,-C¢H,-), 3,12, 2,92 (ax,
4H, CH,)

Il -CgH,-SO,-C¢Hi-  H 63 179 CyoHgN,0,S; 7,78, 7,44 (c, 4H, NH,), 7,95, 7,53 (1, 8H, -C¢H,-80,-C¢H,-),
4,27 (1, 2H, CH(SCN)), 3,36, 3,16 (11, 4H, CH,)

v -CgH,-CgHy- CH, 61 155 CyH,N,0,8, 8,06, 7,78 (c, 4H, NH,), 7,44, 7,19 (1, 8H, -C¢H,-C4H,-), 3,43,
3,07 (1, 4H, CH,), 1,85 (c, 6H, CH;)

V. -CH,-CH,CH,- CH, 49 164 Cy3H,uN,0,8, 7,84, 7,53 (c, 4H, NH,), 7,05 (c, 8H, -C¢H,-CH,-C4H,-), 3,89
(¢, 2H, -C¢H,-CH,-C¢H,-), 3,17, 2,93 (1, 4H, CH,), 1,85 (c, 6H,
CH;)

VI  -C¢H,-SO,-CcH,-  CH, 58 196 CyH,,N,0,S;  7,94,7,67 (¢, 4H, NH,), 7,83, 7,39 (1, 8H, -CcH,-SO,-CH,-),
3,34,3,01 (1, 4H, CH,), 1,86 (c, 6H, CH;)

VII n-C¢H, H 51 148 C,HoN;0S, 8,00, 7,76 (¢, 2H, NH,), 7,59, 7,35 (1, 4H, -C¢H,-), 4,25 (1, 1H,
CH(SCN)), 3,39, 3,07 (mz, 2H, CH,)

VII n-C¢H, CH, 63 151 C,H, N;0S, 8,18, 7,93 (c, 2H, NH,), 7,63, 7,38 (x, 4H, -C4H,-), 3,50, 3,16
(1, 2H, CH,), 1,84 (c, 3H, CH;)

IX m-CgH, H 40 119 C, HoN;0S, 6,01, 5,78 (¢, 2H, NH,)**; 7,44, 7,39 — 7,34, 7,27 (1, M, 1, 4H,
-C¢H,-), 4,19 (1, 1H, CH(SCN)), 3,23, 2,99 (a1, 2H, CH,)

X m-CgH, CH, 44 128 C,H, N;0S, 6,07, 5,88 (c, 2H, NH,)**, 7,48, 7,44 — 7,38, 7,32 (1, M, 1, 4H,

BemiecTBa nepekpHCTalIN3HPOBAHHBI U3 METaHOJA.

-C¢H,-), 3,38, 3,31 (1, 2H, CH,), 1,80 (c, 3H, CH;)

Tabnuma 2

AHTHUMHKpPOOHBIE cBoiicTBa 3,3'-[4,4 -1udennsi(MeTaH, cyibpon)ouc(2-ruonuanaro-(2-merua)nponnonamuaon)| (I — VI) u 2-rnouuana-

T0-(2-MeTn1)-3-(4-(3-)THONMaHaTO peHn)IponuoHamuoB (VII —X)

MUK, MKr/mia
Coenunenne Ar R
S. aureus E. coli P. aeruginosa B. subtilis C. albicans
1 -CeHy-CeHy- H 250,0 250,0 125,0 H/a 250,0
11 -C¢H4-CH,-CyHy- H 250,0 500,0 125,0 H/a 250,0
111 -CgHy4-SO,-CHy- H 62,5 125,0 62,5 H/a 125,0
v -CeHy-CeHy- CH; 125,0 250,0 250,0 H/a 250,0
\% -C¢H4-CH,-CyHy- CH; 250,0 500,0 125,0 H/a 250,0
VI -CgHy4-SO,-CHy- CH; 125,0 250,0 62,5 500,0 125,0
VII n-C4Hy H 15,6 7,8 31,2 H/a 15,6
VIII n-C4Hy CH; 15,6 15,6 15,6 H/a 15,6
IX m-CgHy H 31,2 7.8 31,2 H/a 15,6
X m-CgHy CH; 15,6 7,8 31,2 H/a 31,2
Konrposns (aumernnpopmamii) H/a H/a H/a H/a H/a H/a
H/a — HE aKTUBHO.
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50 MJ1 IMATUIIOBOTO 3(Hpa. BBITSHIKKY MPOMBIBAIOT BOJOH,
cymar 0e3BOAHBIM XJOpuaoM Kaiblus. [locne ymapusa-
Hust 3(upa TBepAbIH ocTaTok BbLAEpkHUBaOT Ipu — 20 °C
0 monHOW KpucTtammuzauuu. [lonydeHHyr TBepAyro
(hazy mepeKpuCTaUIM30BBIBAIOT U3 MeTaHona. [lomydator
4,71 (58 %) coequnenus I ¢ T. ur. 138 °C.

AHAJOTUYHO TOJYYarT COOTBETCTBYIOIIUE OUCTHO-
manatoamuibl (11— VI) ¢ ucnonszoBanuem terpadTopo-
0opaToB OHMCMA30HUS Ha OCHOBE TMAMHHOTU(ECHUIIMETa-
Ha U AMaMUHOAU(DEHUICYIb(OHA.

2-Tuonuanaro-3-(4-rnonuanarodeHNI)IPONUOHA-
mua (VII). K 281 (40 mmonb) akpunamuma, 0,21
(0,5 mmonb) rexcaruapara Terpadropodopara memu(Il) u
3,9 r (40 mmons) ponanuaa kanus B 100 mur BomHO-anero-
HOBOH (1:2,5) cMecn mpubaBisroT B Teyenune 1,549 5,6 T
(18 Mmonb) TeTpadropobopara n-PpeHUIOUCANAZOHHUS.
Azor BeizensitoT ipu — 20...— 23 °C B Teuenue 1 4. Boige-
JICHUE TETICBOTO TPOIYKTa MPOBOASAT aHAIOTHIHO COCIH-
Henuto I. [Tonyuaror 2,4 1 (51 %) coenunenus VII ¢ 1. 1
148 °C. TakuM ke 00pa3oM MOTYyYaIOT THOIMAHATOAMHIBI
VII - X.

3KCH€pMM€HmaJleCl}l ouono2u4ecKkas 4acmo

AHTUMHKpPOOHYIO aKTUBHOCTh coefuHeHui [ — X u3y-
yaJldi METOIOM [IBYKpaTHBIX CEpUHHBIX pa3BeAeHUN B
JKUJIKOW MTUTATEILHOM cpejie — MSCOTIEIITOHHOM OyJIbOHE
(MIIb) ¢ pH 7,2—-7,4, mO OTHOIICHWIO K CICAYIOIIUM
LTaMMaM: TPaMIOJIOKUTENbHBIM KOKKaM (S. aureus
ATCC 6538), criopooOpasyronum naioukam (B. subtilis
ATCC 6633), rpamoTpunareibHbiM manodkam (E. coli
ATCC 25922 u P. aeruginosa ATCC 9027), bakTepusim u
npoxoxeBbIM Tpubam (C. albicans ATCC 885 — 653). dns
MIPUTOTOBJIEHUS] UCXOAHOTO pa3BeneHusi 10 Mr uccnemye-
MoOro coeguHeHus: pacteopsuid B 0,1 mi aumetundopma-
muga (AM®PA) u K nonydeHHOMY pacTBOPY IpUOaBIsIIN
0,9 Mn1 aucTuIMpOBaHHOM BoAbl. HemocpeacTBeHHO ie-
pexn ONBITOM MaTOYHBIE PACTBOPBI COSANHEHH Pa3BOAUIN
B 2 mu1 MIIb. B xaxxnyto npobupky sHocuiu 0,2 mi1 B3Be-
CH TECT-KYJIBTYP ¢ KOHIIEHTpAIUeH MUKPOOHBIX T 10° B
1 it mo Maxk @apnenny. IToceBs! moaBeprain HHKyOAuK
npu 37 °C B TeueHue 18 —24 4 mocne 4ero BU3yaJbHO
OLICHUBAJIM HAIMYKE POCTa JUIS ONPEACTICHUS MUHUMAIIb-
HOW MHTHOUPYIOIIEH KOHIEHTPAIUK HCCICAYEMBIX CO-
equnenuit. Kaxxapiii oneiT mosTopsuin 10 pa3. B xauectse
KOHTPOJISL UCTIONIB30BAITN TUMETUI(POPMAMHUI.

Pesynbrarel 00padaTeiBaIich METOIOM BapHAIIMOHHOM
CTaTUCTUKH.

AHTUMUKPOOHBIE CBOWCTBA CHHTE3MPOBAHHBIX COEC/H-
Henuit | — X, KoTopble U3y4YeHb! B IMana3oHe KOHIIEHTpa-
nuii 500 — 3,9 MKr/MI1, ipeicTaBlieHbl B Ta0Om. 2. AHamu3
9THUX JaHHBIX CBUJICTEIILCTBYET 00 CYIIECTBEHHOM pa3iiH-
YUU Y9yBCTBUTEILHOCTH MHKPOOPTAaHU3MOB K CHHTE3HPO-
BaHHBIM MOHO- ¥ OMCTHOIIMaHATOAMHUAM, a TAKIKE OTCYT-
CTBUH y MOCICAHUX 3(H(HEKTUBHBIX MPOTHBOMHUKPOOHBIX
CBOMCTB.

BorlmmosiHeHHbIE UCCIIEAOBAHMUS TIOKA3aIM, YTO HanboJee
YyBCTBUTEIBHBIMU K JeicTBHIO BemlecTB VII— X Obumm
KHIIEYHbIE MAN0UKU E. coli, pocT KOTOPBIX MOMABIISIICS B
passenenusix 7,8 — 15,6 mxr/mit. [lo oTHOIIEHHIO K CTa-
(bMITOKOKKaM, MICEBAOMOHAIAM | JIPOXOKEIOA00HBIM IpH-
0am poma Candida 3T COCTUHEHUS TaKXKE MPOSBISLTA
JIOCTaTOYHO BBICOKYI0 aHTHMMHUKPOOHYIO aKTUBHOCTh
(MUK = 15,6 — 31,2 mxr/mi). Bce cuHTE3UpOBaHHBIE CO-
€IMHEHHUS TOJHOCThI0 HHAU(PQPEPEHTHBI K KyIbTypam
B. subtilis.

Takum obpazom, MonudUKaIUsS apOMaTHIECKOTO siipa
2-THOIMaHAaTO-3-apUIINPONTMOHAMH/IOB 32 CUET BBEACHUSA
THOIMAHATHOW TPYIIIBI CHOCOOCTBYET CYIIECTBEHHOMY
YCHJICHHIO TPOTUBOMHUKPOOHBIX CBOMCTB. Hanmuue B
cTpykType coeaquHenuit 1 — VI Broporo TmonnanaroaMum-
HOTO (hparMeHTa NPUBOAUT K CYIIECTBEHHOMY CHIKEHHIO
1 (aKTHIECKOHN TIOoTepe MPOTHBOMHUKPOOHOW aKTHUBHOCTH.
Bo3M0OXHO, 3TO CBSI3aHO C YBEIWYEHHUEM MOJIEKYISPHBIX
Macc JIaHHBIX COCAMHEHUM, YTO OTPHUIIATEIHHO BIUSET HA
WX pPacCTBOPUMOCTh B THTATENBHBIX CPElax M CHUXKACT
CNOCOOHOCTh K MPOHUKHOBEHUIO CKBO3b KJIIETOYHBIC MEM-
OpaHbl MUKPOOPTaHU3MOB.
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SYNTHESIS AND ANTIMICROBIAL ACTIVITY OF THE PRODUCTS
OF THIOCYANATOARYLATION OF ACRYLIC AND METHACRYLIC ACID AMIDES
BY DIPHENYL- AND PHENYLENEBISDIAZONIUM SALTS

B. D. Grishchuk', V. N. Yatsyuk', V. S. Baranovskii', E. V. Pokryshko?, and S. I. Klimnyuk?

' V. Hnatiuk Ternopil National Pedagogical University, 46027 Ternopil, Ukraine
% 1. Ya. Horbachevsky Ternopil State Medical University, 46001 Ternopil, Ukraine

2-Thiocyanato-(2-methyl)-3-(4-(3-)thiocyanatophenyl) propanamides possess relatively high antimicrobial activity with respect to strains of staphylococchi,
E. coli, yeast fungi, and pseudomonades. At the same time, this activity is virtually absent for bisthiocyanatoamides based on benzidine and its derivatives.

Keywords: bisdiazonium salts; thiocyanatoarylation; monothiocyanatoamides; bisthiocyanatoamides; synthesis; antimicrobial properties.
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