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IMocnenoBare/bHBIM AeiCTBHEM OyTHLIUTHS M OGeH30(eHOHa Ha 5-(aMHUHO- U 2-TMPHIMIMETHIAMU-
HO)- 1 -anKuIOeH3UMHIA307I6 CUHTE3UPOBAHBI [S5-(aMUHO- ¥ 2-MUPUAMIMETUIIAMUAHO)- | -aKHI0eH3H-
MHI230HI-2 | e HUIMEeTaHOMbL. (5-AMIHO- 1-MeTHIOeH3NMAAA30ITHIT-2 ) I (EHIIIMETAHON PEeaKIIn-
eil ¢ auIxyopuaaMu ObUT IpeBpalieH B (S-aluinaMuHO- 1-MeTmIOeH3uMuUIa30IuI-2) AneHuIMeTa-
HoJibl. [Toka3aHo, YTO MOMyYEeHHbBIE COSIMHEHHUS 00/Ia1al0T 0aKTePHOCTATHYECKOI aKTHBHOCTBIO B OT-
HOIIICHHH TPAMITONIOKHUTEIBHBIX W TPaMOTPHULIATENBHBIX Oaktepuit  (Staphylococcus —aureus,
Escherichia coli)), npotucrouuansiM aeiictBueM Ha npocreiimue Buna Colpoda steini u ¢pyHrucra-
TUYECKOW aKTUBHOCTBIO IPOTUB Penicillium italicum.

KiroueBsble cioBa: [5-(aMUHO- U 2-MTUPUAMIMETHIAMHHO)- | -ankninbeH3uMuaa3onmi-2 | aude-
HUWJIMETAHOIBL; (5-alluiIaMHHO- | -MeTHI0CH3UMK1a3011-2 ) I ECHUIMETAHOIIbl CUHTE3; aHTH-
6aKTep1/1aanas[ AKTUBHOCTB; IPOTUCTOLIMIHASL aKTUBHOCTD, q)yHFI/ICTaTI/I‘{CCKaH AKTHUBHOCTbD.

B mocnennue romel B KauecTBe OOBEKTOB JUISL TIOMCKA
COCJIMHEHUI C BBICOKON aHTUMHMKPOOHOW aKTHBHOCTHIO
MIPUBJIECKAIOT BHUMAHHE IPOW3BOJAHBIC OCH3MMHIA30I1a
[1 — 3], B 4acTHOCTH, COIUPTHI OEH3UMHUIA30JILHOTO psifa U
3aMeIIeHHBIe OCH3UMUIA30IbI 10 MMoJokeHn o 5. Hampu-
Mep, mpounsBomHbIe (1-anknideH3nMuIa30mnI-2)PeHMI-
MeTaHoJa O0JaaloT MPOTHUBOBUPYCHOM aKTUBHOCTBIO
[4, 5, 6], y HEX Tak)Ke OOHapyKEHBI TUMOTJIMKEMUYCCKHIE
[7], TUIOTEH3UBHBIE, aHTHAPUTMUYECKHE U MECTHOAHE-
cresupytomue cBoiictBa [§,9]. 1-(benznmuaazonun-2)-
9TaHOJN 00JaJacT aHTUOAKTEPHUATBHBIM U (PYHIHIIUIHBIM
nevicreuem [10]. B ciaydyae npou3BOAHBIX 5-aMHHOOCH3H-
MUJIa30JI0B  S-apUIMETHIaMUHO- | -aprIIOeH3UMHUIa30ITbI
00J1a1al0T KapJUOTPONHBIMU cBoWcTBaMH [11], S-amuHO-
2-(benmi-1-3amerneHHble OCH3UMUIA30I6I — (YHTHIUI-
HOM aKTHBHOCTHIO [12].

C nenbpio qanbHEHIIEro TOMCKa B PSILY CIUPTOB OCH3U-
MH/Ia30I6HOTO Psifia ¥ UX MPOM3BOIHBIX, MEPCIIEKTUBHBIX
B KadecTBE IPOTHBOMHKPOOHBIX M (DYHTHCTAaTHICCKUX
MIpernapaToB, Mbl CHHTE3UPOBAIIH [S-(aMHUHO-, ALIUIIAMUHO-
U 2-TUPUIHIMETHIIAMUHO )- | -aTKMIIOCH3MMHIa30THII-2 |-
JU(EeHUIIMETaHOMbI, COAEpIKalle Hapsiay CO CIUPTOBOU
TpyNmIoil B MOJOKEHWH 2 OCH3MMHUAA30JBHOTO KOJBIA
TaKKe aMUHO-, allUIAMUHO- WIH 2-TUPUIHIMETUIAMUHO-
TPYIILY B IIOJIOKEHHUHN S5, ¥ HCCIIEIOBAIN X aHTHOAKTepH-
ANBHYI0, MPOTHCTOLUAHYIO 1 (DyHTUCTaTHUECKYH0 aKTHB-
HOCTh.  (5-AmuHo-1-MeTun-1 H-0eH3uMuIa3051-2-11) H-
¢denmnmeranon (Ila) momyden npu npedcTBumM 3 MOIb
OyTwuTHa Ha S-aMuHO-1-metmnOensumugazon (la) B
nHepTHOW arMocdepe npu — 10 +— 15 °C B Terparuapo-
¢dypane (TI'D), ¢ mocnenyromeit odpaboTkoii 0Opazyro-
[IelCsl TPUINTHEBOU COTU OEH30(pEHOHOM.
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I II: R = CH;, R = H (a); R = C,Hs, R' = (mupumn-2)merni (b);
III: R>=CHj (a); C¢Hs (b); 4-FCeH, (c); 4-CICH, (d); 4-OCH;CeH, (e);
4-NO,Cs¢Hy (f); 3,4,5-(OCH3);CsH, (g); dypuin-2 (h); trenun-2 (i).

N3 1-s3tun-N-(mupuann-2-unmetwn)- | H-6en3nmua-
3oi-5-amuHa (Ib) mocne 06paboTku 2 MOJIb Oy THILTUTHS U
0eH30()eHOHOM B AHAJOTHYHBIX YCIOBUSIX IOIy4alOT
{1-3Tun-5-[(nupuauH-2-nIMeTH )JaMuHo |- 1 H-6eH3umuaa-
sosmn-2-un } (mudermn)metanon (1Ib). Amunaocmupt Ila
IpU KUITICHUH C aIlWIXJIOPHIAMH B XJIOpodopMme Ipe-
Bpamaercs B (S-aiuiaMiHO- | -MeTHIIOeH3UMU 3012 )-
mudenniameranons 11

Crpoenue coenunenuii Ib, 11, 111 moaTBepxaeHO aHa-
u3oM ux SIMP 'H CriekTpoB M JIaHHBIMH 3JIEMEHTHOTO
aHaJin3a, KOTOpble COOTBETCTBYIOT BBIYMCIIEHHBIM 3Haue-
HUSM.

3Kcnepumeymaﬂbyaﬂ Xumuveckas 4acniov

Crextpot SIMP 'H CHHTE3MPOBAHHBIX COETMHEHUH 3a-
perucTpupoBaHbl Ha crektpomerpe Varian Unity-300
(300 MI'm) 8 AMCO-d¢ (coemuuenue 1Ib B CDCl,). Xu-
MHUYECKHE CABUTH sijiep 'H MpHBeIeHbl OTHOCUTENBHO OC-
TaTOYHOTO CUTHAaJIa IeHTepOpPacTBOPUTEIIS.
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Ucxonubie 5-amuHO-1-MeTrnOeH3umuaazon [13] u
S-amuHO- 1-3THIIOeH3MMUAa300 [14] moydeHbl O MeTo-
JIMKaM, IPUBEICHHBIM B YKa3aHHBIX padoTax.

1-9TUa-5-2-nupuInaIMe THIAMAHO) 0eH3UMHIA30.T
(Ib). K pactBopy 0,81 1 (2 MMOJIB) 5-aMHHO- 1 -3THIIOCH3H-
Muzgazona B 15 mn tomyona mpunmsaioT pactsop 0,221
(2 MMonp) mupuann-2-KapOaibAeruaa B 5 Ml Tonyona u
KAMATAT 4 4. PacTBOpUTENs OTTOHSIOT, Macioo0pasHBIi
OCTaTOK MPHU PACTUPAHUM C TEKCAaHOM KPUCTAJUIM3YeTCs.
be3 ouncTku momy4eHHbIH a30MeTHH nomemaroT B 20 mi
MmeTanona, nobasmstor 0,11 r (3 mmoine) Goprunpuna Ha-
TpUs W TEPEMEIINBAIOT IMPH KOMHATHOW TeMIIepaType
2,5 4. JIoGasisiror 10 M1 BOZIBI, CIUPT HCHIAPSIOT, K OCTaT-
Ky mpunuBaroT 10 Mi1 Boabl, 0Calok OT(QUIBTPOBBIBAIOT,
MIPOMBIBAIOT BOAOH, cywar. Brixon 0,41 r (82 %). bexe-
Bole Kpuctamisl ¢ 7,, 122-123 °C (u3 sTunamerara).
C,sH¢(N,. Criexrp SIMP 'H (3zecph u nanee uudpamu co
IITPUXOM 0003HAYEHBI MTOJIOKEHHUS MPOTOHA TETAPUIBEHO-
IO WJIM apUIIBHOTO 3aMECTUTENS B MOJIOKEHUH 5 OEH3UMHU-
Ja30JbHOTO KOJbIa), O, m.a.. 1,34 (1, 3H, J 72T,
CH,CH,), 4,12 (x, 2H, J 7,2 I'n, CH,CH,), 4,36 (1, 2H, J
6,0 ', CH,NH), 6,10 (1, 1H, J 6,0 'y, CH,NH), 6,61 (c,
1H, 4-H), 6,71 (n, 1H, J 8,7 'y, 7-H), 7,23 (1, 1H, J
6,0 I'u, 5'-H), 7,28 (n, 1H, J 8,7 I'u, 6-H), 7,38 (1, 1H, J

7,8 ', 3'-H), 7,70 (1, 1H, J 7,8 I'u, 4'-H), 7,94 (c, 1H,
2-H), 8,52 (u, 1H, J 4,8 'y, 6'-H).
(5-Amuno-1-metni-1H-6en3umua3on-2-ui)aude-
nuameranoa (Ila). K pacrteopy 0,74 r (5 mmons) la B
25 mn TI'®, oxnaxaenHomy mo — 10 +—15°C B armo-
cdepe aprona, npukambiBarot 9,4 mi (15 mmons) 1,6 M
pactBopa OyTwiuuTHs B rekcane B 3 i TI'®D B TeueHue
10 MuH mepeMemmBarOT mpu dToW Temmeparype | 4. 3a-
TeM TPWIHMBAIOT pacTBop 2,73 T (15 MMois) 6er3odheHoHa
B 12 mn TI'®, nepememmBator eme 1,5 9, mpunmBaroT
30 mi 15 % HCI u 20 M muaTiioBoro 3¢upa, COJISHO-
KHCJIBIA CJIOM OTAEIAIOT, HEUTpaIu3ytoT 22 % pacTBOpOM
aMMHaKxa, BBITABIINHA 0CaJOK OT(HIBTPOBBIBAIOT, IPOMBI-
BaloT Bojoi u cymar. Beixon 1,05 T (61 %). BecuBerHbie
kpuctainiel ¢ 7, 207 — 208 °C (13 aumetnndopmMaMuia).
C,,H(N;0. Crextp SIMP 'H, 8, m.x1.: 3,41 (¢, 3H, CH,),
4,70 (c, 2H, NH,), 6,58 (nn, 1H, J 8,6,J 2,1 I'n, 6-H), 6,68
(n, 1H, J 1,5 T, 4-H), 7,02 (¢, 1H, OH), 7,11 (a, 1H, J
8,7I'n, 7-H), 7,21 — 7,32 (M, 10H, 2C(H).
[1-9THA-5-(2-nupuaANIMeTHIAMHAHO)0eH3MMH/1a30-

aua-2]audennameranon (IIb). [Homydaror ananzoruuHo
IIa ¢ Tem oTmumem, yto Ha 1 Momb Ib Gepetcst 2 Mok Oy-
tuiuutus. Beixon 59 %. becuernsle kpuctamisl ¢ T,
160 —161 °C (u3 »srtunaunerara). C,gH,,N,O,. Cnekrp
SIMP 'H, 8, m.z1.: 0,61 (1, 3H, J 7,2 T'u, CH,CHy,), 3,87 (k,

Tabnuma 1

Beixoas! (S-amuiaamuHo-1-MeTna6eH3nMuaa3onuna-2)audgenuameranonos (I11I), ux remnepaTypsl niaBiaeHUs M XapaKTePUCTHKH CIIeK-

TpoB AMP

Coenunenue R? Ty °C Beixon, %

Bpyrro-dopmyna

SMP 'H, 8, m.1. (J ')

IIIa CH;, 144 — 145 88

11b CHs 159 - 160 91

JIE 4-FC¢H, 153 - 154 89

11d 4-CIC(H, 159 - 160 96

Ile 4-CH,0C Hs 129 - 130 66

If 4-NO,C,Hs 160 — 161 86
Mg 3,4,5-(CH;0),C4H,

156 — 157 65

141 - 142 93

IITh | |
0]

1111 | |
(o)

162 — 163 94

C23H2 1N302

CysH3N;0,

C28H22FN302

C,3H,,CIN;0,

C29H25N3O3

CasHpN,O4

C31H9N;05

C26H2 1N303

C26H21N3OZS

2,03 (c, 3H, COCHs), 3,50 (c, 3H, N-CH;), 7,10 (c, 1H, OH),
7,25 7,38 (m, 12H, 6,7-H, 2C¢Hy), 7.85 (c, 1H, 4-H), 9,85
(c, 1H, NH).

3,54 (¢, 3H, CHy), 7,12 (c, 1H, OH), 7,24 — 7,36 (m, 10H,
2CHs), 7.45 (n, 1H, 18,7, 7-H), 7,50 — 7,62 (m, 4H,
6,3'.4",5"-H), 7,94 [n, 1H,J 1, 5, 6' (wm 2')-H], 7,97 (c, 1H,
4-H), 8,00 [c, 1H, 2' (w1 6')-H], 10,20 (c, 1H, NH).

3,54 (c, 3H, CHy), 7,12 (c, 1H, OH), 7,24 — 7,38 (m, 12H,
3',5'-H, 2C4Hs), 7,45 (1, 1H, 19,0, 7-H), 7,58 (u, 1H, 7 9,0, ]
1.8, 6-H), 7,98 (n, 1H, T 1,8, 4-H), 8,02 [, 1H, T 5,4, 2" (wm
6')-H], 8,05 [, 1H, T 5, 4, 6' (wm 2')-H], 10,22 (c, 1H, NH).
3,54 (¢, 3H, CH;), 7,12(c, 1H, OH), 7,24 — 7,36 (m, 10H,
2CHs), 7,46 (1, 1H, 1 8,7, 7-H), 7,58 — 7,61 (m, 3H,
6,3',5"-H), 7,97 — 8,00 (v, 3H, 4,2',6'-H), 10,27 (c, 1H, NH).
3,53 (¢, 3H, N-CH,), 3,83 (c, 3H, OCH,), 7,05 (1, 2H, 1 8,7,
3',5-H), 7,11 (c, 1H, OH), 7,24 — 7,36 (m, 10H, 2C4Hy), 7,44
(1, 1H, 19,0, 7-H), 7,58 (un, 1H, J 8,8, 1 1,6, 6-H), 7,94 (c,
1H, 4-H), 7,98 (1, 2H, J 3.3, 2',6'-H), 10,04 (c, 1H, NH).
3,55 (¢, 3H, CH;), 7,13 (c, 1H, OH), 7,27 — 7,33 (m, 10H,
2CHy), 7,48 (1, 1H, 19,0, 7-H), 7,61 (1, 1H, 7 8,9, 1 1,8,
6-H), 8,02 (c, 1H, 4-H), 8,19 (1, 2H, J 8,7, 2',6'-H), 8,36 (z,
2H, 78,7, 3",5'-H), 10,53 (c, 1H, NH).

3,54 (¢, 3H, N-CH,), 3,72 (c, 3H, 4'-OCHs), 3,86 (c, 6H,
3',5'-0CH;), 7,11 (c, 1H, OH), 7,27 — 7,36 (m, 11H, 7-H,
2CHy), 7,45 — 7,52 (m, 2H, 4,6-H), 7,99 (c, 2H, 2,6'-H),
10,09 (c, 1H, NH).

3,53 (¢, 3H, CHy), 6,69 (k, 1H, J 1,8, 4'-H), 7,12 (c, 1H, OH),
7,23 - 7,35 (m, 11H, 5'-H, 2C¢Hs), 7,44 (1, 1H, 18,7, 7-H),
7,58 (m, 1H, 19,0, 7 1,8, 6-H), 7,91 (n, 1H, J 1,8, 3'-H), 7,98
(1, 1H, T 1,8, 4-H), 10,14 (c, IH, NH).

3,54 (¢, 3H, CHy), 7,12 (c, 1H, OH), 7,20 — 7,36 (m, 11H,
5'-H, 2C¢Hs), 7,46 (1, 1H, 7 8,7, 7-H), 7,52 (w, 1H, 78,7, T
1.8, 6-H), 7,82 (un, 1H,J5,1,7 1,2, 4'-H), 7,96 (n, 1H,J 15,
4-H), 8,00 (1, 1H, J 3,9, 70,9, 3'-H), 10,19 (c, IH, NH).
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2H,J 7,2 'y, CH,CH;), 4,48 (c, 2H, CH,), 4,76 (yu1.c, 1H,
NH), 5,43 (¢, 1H, OH), 6,76 (zn, 1H, J 9,0 ', J 2,1 I'm,
7-H), 6,99 (n, 1H, J 2,1 T'n, 4-H), 7,09 - 7,18 (m, 3H,
3',5',6-H), 7,28 = 7,37 (m, 10H, 2C,Hs), 7,56 — 7,68 (M,
1H, 4'-H), 8,57 (1, 1H, J 4,8 ', 6’-H).

Oo0uas MeToauka cuHTe3a (S-auujaaMuHo-1-MeTHI-
oensuvuaazonwia-2)audennameranonos (III). K cyc-
nen3uu 0,33 r (1 mmons) Ila B 10 M1 xnopodopma 1o6aB-
msiror 0,121 1 (0,17 Mo, 1,2 MMonb) TpuUITHIIAMUHA, a 3a-
TeM 1,1 MMOJTb COOTBETCTBYIOIIETO ANWIXJIOPHAA H
kunsaTIT 30 MuH, mpubaBisitoT 10 M1 BOABI U OTTOHSIOT J10
MOJIHOTO yaanieHus: xjaopodopma. OOpa3oBaBImiics oca-
JIOK OT(WIBTPOBBIBAIOT, IIPOMBIBAIOT BOJIOW M cymar. Co-
enunenwus Illa mepekpucrammmsoBsiBatoT u3 O6eH3oma, [11b,
¢, d, e, h, 1 — u3 srunanerara, IIIf — u3 cnmpra, 1llg —
W3 BOJHOTO CHUpTA. BBIXOA M XapaKTePUCTHKU COCTUHE-
HUY TIpUBEJICHBI B Ta0M. 1.

3KCI’!€pMM€Hmaflea}l ouono2u4ecKkas 4acmo

[Monmyuennsie cnupThl OeH3MMHIA30bHOTO psina la, b
u [lla—1 ObuIM WCCNenoBaHB HA AHTHOAKTEPHUAJIBHYIO,
MPOTUCTOLUAHYIO U (DYHTHCTaTUYECKYIO aKTUBHOCTE.

Wzydyenne mpOTHBOMUKPOOHBIX CBOWMCTB COCAWHCHUI
I1a, b u I1la — 1 mpoBoAMIIM CTTOCOOOM JIBYKPATHBIX CEpUK-
HBIX Pa3BeICHUHN B XKUAKOHN nutarenbHol cpeze [14 — 16].
[IpurotoBieHHy0 B3BeCh OakTepuil 00bEMOM 2 MJI C KOH-
neHTpanuei 500 ThIc. MUKPOOHBIX TeNl B 1 MJI BHOCAT B
MPOOUPKU C PacTBOPOM HCCIEAYEMBIX BEIICCTB pa3iiiy-
HOHM KOHLeHTpauuu 00péMoM 2 mit. Takum oOpazoM, yuu-
ThIBaeMasi MUKpOOHast Harpyska coctaBuia 250 ThIC. MUK-
pobubIx Tex B 1 1. [IpoOupku HHKyOHPYIOT B TEpMOCTa-
te B Teuenne 189 mpum 37 °C. Koutpomem ciuyxuimm
POOUPKH, CofepKaIie MUTATEIBHYIO Cpely U OaKkTepuu
B KoHIleHTpanuu 250 ThIC. MUKPOOHBIX Tel B 1 Mt (T1oIio-
JKUTENBHBIN KOHTPOIB). OTpHIATETEHBIM KOHTPOJIEM CITY-
KU TIPOOUPKH ¢ TIUTATEILHON cpenoit (0e3 OakTepwuii).
B kadecTBe TecT-KylnbTyp AJIsl MPOBEPKU MPOTUBOMHUKPOO-

TaGunuma 2
DyHrucraTnyeckasi, NPOTHCTONHIHAA H 0aKTePHOCTATHYECKAs
AKTHMBHOCTb [S-(aMHHO-, AUMJIAMHHO- U 2-MUPHIMIMETHIAMM-
HO)-1-aIKknI0eH3NMUa30/111-2 | 1 eHHIMeTaHO0I0B

Pgni;illium Colpoda Escherichia SZZIZ‘ﬁZ.IvG_
CoennHeHne ztalzcu@, steinii, coli, 078, aureus,
AHAMETP 3O MKTI/MJI MKI/MJT P-209,
3a{ePKKH, MM .
Ila 8,0 500 > 250 > 250
b 0 31,5 250 250
IITa 0 250 250 250
1IIb 0 > 500 250 250
Illc 0 500 >250 >250
111d 0 > 500 >250 >250
JIE 0 > 500 > 250 250
1IIf 0 > 500 >250 >250
Illg 9,0 > 500 >250 >250
1ITh 0 250 250 >250
11 0 > 500 >250 >250
Cynbebhannme- - - 62,5 62,5
TOKCHH
Tontpazypuin - 62,5 - -
2,5 % pactBOp
dynpaazon 18 - - -
34

HOW aKTUBHOCTH TIPETapaToB HCIIOIb30BAIM CTaHIAPTHHIE
mraMMbl  Oaktepuit — Staphylococcus aureus P-209,
Escherichia coli 078 (noneBbie U30sIThI, Kouiekuuu Poc-
TOBCKOM 001acTHO# BeTepuHapHOU nabopartopuw). Ipe-
MapaToM CPaBHEHUSI CIY)KWI CYIb(PaIuMETOKCHH, XUMH-
YEeCKH YHCTBIN, UCIIOJIb30BAIM B BUJE ABYKPATHBIX CEPHA-
HBIX pa3BeCHUMN.

[IpoTrcTOLMAHYIO aKTUBHOCTh M3y4Yajd MO METOJHKE
[17] Ha npocrerimmx Buna Colpoda steinii (moseBoN U30-
JAT, KoJleKnusi Jaboparopmy mapasuroioruu [HY
CK3HUBH). PaboTy BBINONHSIN B MEKPOTIIAHIIETAX JIS
noctaHoBku MDA, B kauecTBe cpeapl UIsl IEPEKUBAHNSA
MPOCTEHIINX UCIOJIB30BAIM CMECh KHIISTYEHOW BOIOIPO-
BOJIHOHM BOJBI U CTEPHJIBHOM JHUCTUIUTMPOBAHHOW BOZBI B
paBHBIX 0ObeMax. [lepBoHa4YambHOE pa3BelcHUE BEIIECT-
Ba TOTOBMJIM HA JUCTUJLTUPOBaHHOM Boje. CepuiiHble paz-
BEJICHHS BEIIECTBA TOTOBIUIN CIEAYIOMNM oOpa3om. Pac-
TBOp 1: 5 MI BeliecTBa BHOCAT IIPU NEPEMEIINBAHUU B
50 mxut 70 % Boanoro pactBopa IMCO, a 3arem noGasisi-
0T TOPUMSAMH ewE 5 MII AUCTUUIMPOBAHHON BOABI; YUH-
ThiBaeMasi koHneHTpamuss — 1000 mxr/min. PacTBopbl
2 —12: B myHku 2 — 12 aBroMarudeckoil 8-kaHajabHOH MH-
neTkoil BHOCAT o 150 MK BOJBI (CMeCh KUIISTYEHOH BO-
JOIIPOBOJHOM M JUCTUIIMPOBAHHOW BOJIbI, paBHbIE 00be-
MBbI), 3aTeM BO BTOPYIO JIyHKY NpHiuBaroT 150 MK pac-
TBOpa | M mocie nepememnBanus nepeHocat 150 Mxi B
TPETHIO JIYHKY, M TaK Jjajnee 10 KOHIA psija, U3 JIyHKU 12
ocJie nepeMeInBanus yaansator 150 MK, BO Bce JIyHKH €
[IOJTOTOBJIEHHBIMU Pa3BEACHUSAMH BEIIECTBAa BHOCAT IIO
30 Mkt 3-cytouHol kynbTypbl Colpoda steinii. B nepByro
TyHKY paja BHocat 150 Mk pactBopa 1 u 30 MxJ1 B3BecH
npocreiimmx. B3Bech MpoCTeHIIMX TOTOBAT TaKUM 00pa-
30M, 9YTOOBI B Ka)KIOM II0JIE 3PSHUS TIPH MHUKPOCKOIHPO-
BaHUM Ha MajIOM yBEJIMYEHUU HacuuThiBanoch 10 — 15 ak-
TUBHBIX 0coOeil. [Tocne BHeCeHHs MPOCTEUIINX [TaHIIET
HAKpbIBAIOT KPBHILIKOW U OCTaBIISAIOT IIPU KOMHATHOM TeM-
neparype (20 —22 °C) na 18 — 20 4.

VY4eT pes3yasTaToB MPOBOIWIM CIEAYIONMM 00pa3oM.
ABTOMaTHYECKOW MUKPOIHUIIETKOH C Pa30BbIM HAKOHEUHH-
KOM IIOCJIe TepeMEIINBaHUS HAOUPAIOT M3 MOCICIHEH
TyHKH psifa 30 MKI CONEpKUMOTO, HAHOCST 3TOT 00BhEeM
Ha YHUCTOE MPEIMETHOE CTEKJIO W MPOCMATPUBAIOT IOJ]
MHUKPOCKOIIOM Ha MajioM ysenuueHuu (10 x 15). Otmeua-
0T HAJIMUUE WM OTCYTCTBHE XKUBBIX IpocTeimux. [Ipo-
CMOTp IPOU3BOAAT clipaBa HaJieBo. [lepBast yHKa, r1ie HeT
HU OJIHOHM >KMBOW 0COOM, CUMTAETCS COAEprKalleii MUHH-
MaJIbHYIO MPOTHUCTOLUIHYIO KOHIIEHTPALUIO H3y4aeMOro
BellecTBa. B kayecTBe KOHTPOJS HCHOJB3YIOT CIEIYIO-
L€ PaCcTBOPBIL:

KOHTPOJIb Cpenbl (BOAOMPOBOAHAS KHISAYCHAs + JuC-
TWIJIMPOBAaHHAs BOJIA), 5 JTYHOK;

koHTposib  pactBoputens JMCO (50 mxn 70 %
JAMCO + 5 M3 TUCTHIITUPOBAHHOW BOJBI U JlaJiee CEepHii-
HBIC PA3BEJICHUS, KaK ¥ B CIIy4ae HCCIIEyEeMbIX BEIIECTB),
12 nyHoK;

npemnapar cpaBHeHus — 2,5 % pacTBOp ToATpaszypuia,
U3 KOTOPOrO IOTOBWJIM BOAHBIE PACTBOPBI C ONPEAEIIEH-
HOM KOHIIGHTpaIueil.

QDyYHTUCTAaTUYECKYIO0 aKTUBHOCTb COEAMHEHHH orpe/e-
Tt MeTooM (g Qy3un B arap B COOTBETCTBHHU C PYKO-
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BoncTBOoM [18] Ha KymbType rpuboB poma Penicillium,
Buna Penicillium italicun Wehmer (1894) (moneBoit u3o-
JISIT), KOJUICKIMS MUKPOMHUIIETOB JIaOOPaTOPUU MHKOTOK-
cuxosiorun ®I'BHY Cesepo-KaBka3ckoro 30HajibHOTO Ha-
YYHO-HCCIIEIOBATENILCKOIO  BETEPUHAPHOTO HMHCTHUTYTA.
[Ipemapar cpaBHeHuss — ¢yHmason. Ha nucku u3
¢unsrp-kaprona (HJI-IIMII-1) mnpoussonctea DPBYH
HUWN snupemuonorun u mukpoobmonornn um. Ilacrepa
HAHOCHWJIM BOJHBIN pacTBOp (QyHIa305a u3 pacyera 15 MKr
BelIecTBa Ha | TMCK TUaMeTpoM 8 MM.

Peszynomamst u ux obcyscoenue

Pesynprarel ncnpiTanuid coenunenuii Ila, b u Ila-i Ha
(yHTHUCTaTHIECKYTO, IPOTUCTOLUIHYIO U OaKTepHOCTaTH-
YECKYI0 aKTUBHOCTH MPENICTABIEHBI B Ta0I. 2.

W3 manHbIX TabiIMLBl BUAHO, YTO HauOOsIee 3HAYMMBIHA
pe3ynbTarT MOJlyyeH MpU HU3YYEHUH MPOTHCTOLUIHBIX
cBoiictB, coequnenus Ila, IIb, Illa, Illc, IITh oGmamaroT
BBIDAKEHHOI axkTuBHOCTHIO B oTHomeHun Colpoda
steinii, npuueM coequnenue IIb B 2 pasa Gonee akTUBHO,
yeM 2,5 % pacTBOp TOJITpa3ypuia.

Hexortopbie coennHeHus 00mMagaroT Takke (QyHrucTa-
TUYECKOW M OAKTEPHOCTATUYECKOW aKTHUBHOCTBHIO, OTHAKO
coeaunenus [la u IlIg B 2 pa3za MeHee akTUBHBI B OTHOILIE-
UM Penicillium italicum, 4em pyHIazon; 6akTepuocTaTh-
yeckast akTUBHOCTE coenunHenuit [Ib, I11a, I1Ib, Ille u IITh
B 4 pa3a MeHbIIIE, YeM Y CylIb(aTuMETOKCHHA.

Takum 00pa3oM, HEKOTOpbIE MpeAcTaBUTENH (S-3ame-
MICHHBIX | -aJKHIOCH3UMU1a3011-2- 1) TH(SHUITMETaHO-
JIOB TIPOSIBUIIM (DYHTHCTATUYECKYIO, TPOTUCTOIMIHYIO U
0aKTepHOCTAaTUYECKYIO aKTUBHOCTD, IPUYEM OJIHO COE/IHU-
HEHHE B 2 pa3a NPEeBbICUIIO NPOTUCTOLMIHYIO AKTUBHOCTh
2,5 % pactBopa Toarpasypuia. [Toatomy MOXHO caenarsb
3aKIJIFOYCHUE O TIEPCIICKTHUBHOCTH MOMCKA aHTHUITPOTO30M-
HBIX TIPENapaToB B Psiiy MPOU3BOAHBIX [5-(aMUHO-, anni-
aMUHO- W 2-TTUPUIUIMETUIAMHIHO)- | -aNKuioeH3nMuaa-
30J1H1-2 | TUpeHUITME TaHOJIOB.

Pabota BrImonHeHa pu (GpUHAHCOBOM MoAEp)Ke Mu-
HHUCTEpCTBa 0Opa3oBaHus U Hayku PD B pamkax rocynap-
CTBEHHOTO 3aiaHus 1o npoekty Ne 1895.

Pabora BBITIONHEHA C WCITOIB30BAHUEM O0OPYIOBAHHS
LKIT “Monekynspras cuekrpockorus” HUW duzmae-
Cckoi u opranumueckod xumuu HOxkHOTO (henepanbHOrO
YHHMBEpCHUTETA.
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SYNTHESIS, ANTIMICROBIAL, ANTIPROTOZOAL AND ANTIFUNGAL ACTIVITY
OF [5-(AMINO, ACYLAMINO-, AND 2-PYRIDYLMETHYLAMINO)-1-

ALKYLBENZIMIDAZOL-2-YL]DIPHENYLMETHANOLS

Yu. V. Koshchienko”, Yu. D. Drobin?, A. A. Zubenko?, D. A. Timoshevskii', L. N. Fetisov?, and A. N. Bodryakov?

! Instutute of Organic and Physical Chemistry, Southern Federal University, Rostov-on-Don, 344090 Russia
% North-Caucasian Regional Scientific Research Veterinary Institute, Novocherkassk, 346421 Russia
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Sequential reactions of 5-(amino- and 2-pyridylmethylamino)-1-alkylbenzimidazoles with butyllithium and benzophenone led to the formation of [5-(amino-
and 2-pyridylmethylamino)-1-alkylbenzimidazol-2-yl]diphenylmethanols. The reaction of (5-amino-1-methylbenzimidazol-2-yl)diphenylmethanol with
acylchlorides led to the corresponding (5-acylamino-1-methylbenzimidazol-2-yl)diphenylmethanols. It was found that these compounds exhibited bacterios-
tatic activity against Gram-positive and Gram-negative bacteria (Staphylococcus aureus, Escherichia coli), as well as antifungal (Penicillium italicum) and
antiprotozoal (Colpoda steinii) activity.

Keywords: [5-(amino- and 2-pyridylmethylamino)-1-alkylbenzimidazol-2-yl] diphenylmethanols; (5-acylamino-1-methylbenzimidazol-2-yl) diphenylmet-
hanols; synthesis; antibacterial activity; antiprotozoal activity; antifungal activity.
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