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Pa3pabotan crocob momyueHus 4-3aMenieHHbIX N-(4,5-ITUTHIPON30KCa30II-5-1T)METHIIAKPUIOHOB PeaKIuen
OKCHMOB apOMAaTHYECKUX aJIbJCTHIOB C alTHIaKpuAoOHaMH. [IJ1sl OJIyYeHHBIX COCAMHEHHI BbISIBJICHA BBICOKASI
MHIMOUPYIOIIAsi aKTHBHOCTD 110 OTHOIICHUIO K TECT-IITaAMMaM MaTOreHHbIX MUKPOOPTaHU3MOB, IIPEBOCXO/ISIIAs

¢bypannmH.
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B nponomxenne paboThl O MOUCKY HOBBIX OHO-
JIOTHYECKU aKTUBHBIX BEIECTB B PSly aKpUIUHA H
aKpuIoHa, 00JaJaroIuX aHTHOAKTepHaTbHON aKTHB-
HOCTHIO [1—4], HaMu OBUTH CHHTE3UPOBAHBI U UCCIIC-
JIOBaHbl Ha aHTUOAKTEPUAIbHYIO aKTUBHOCTH HOBBIC
COEAMHEHHMS 3TOTO psda, copepxkaue dhapmakodop-
HEIH (parMeHT N30KCA30IMHA (TUTHIPOU30KCA30J1a).

W3zBecTHO Gonbiioe konnuecTBo GpapMakoHOpHBIX
rpymmn, o0lafaommx OHONIOTHYECKOH aKTUBHOCTBIO,
OZIHAKO CTOMT YYMTBHIBATH CIIOXHOCTb MX CHHTE3a M
COBMECTHMOCTD C MOJIEKYJIOH aKpHUIOHa JJIsl TOyye-
HUS HY)KHOTO Omonorndeckoro ¢ dekra. B xauectse
IUKITNYecKoi (hapMakoOpHOI TpyTITEI, MOIXOASIIEH
JUIg CHHTE3a COeIMHEHMI, 00lagaroux aHTHOaKTe-
PpHAIBHBIMU CBOWCTBAMH, Mbl PEIIMIM HCIIOIb30BATh

M30KCA30JIMHOBBIA  (IUTHAPON30KCA30JIbHBIN) (par-
MEHT. DTOT IUKJI JIETKO CHHTE3UpPYETCs, a MHOTHE
MPOM3BOAHBIE ITOTO psida 00NaaloT aHTUOAKTEpH-
aJbHON aKTUBHOCTHIO [5].

Ha mpaxTthke NpUMEHSIOT HECKOIBKO CIIOCO00B
CHHTE3a M30KCA30JIMHOBOTO IHKJIA, HAPUMEpP B3aH-
MOJICHICTBHEM HHUTPOAJKAHOB C aJKEHAMH B MPUCYT-
CTBUM OCHOBaHWSI [6], OMHAKO OTPAaHUYCHHOE UHCIIO
HUTPONPOU3BOIHBIX U HU3KHE BBIXOJIbI MEIIAIOT pac-
MpoCTpaHeHuto 3Toro Merona. [lo apyromy crocoly
OKCUMBI 1 XJIOpUPYIOT, 3aT€M MpPHU MOMOIIN OCHOBA-
HUS in Sifu TIONYYarT PEaKIIMOHHOCIIOCOOHBIA HH-
TpUIOKCH] 2 [7], KOTOPBIH JIETKO BCTYHAET B PEAKIIUIO
1,3-UMoNSIPHOTO HUKJIOMPUCOCIMHEHUS C AJIKEHAMU
3 (cxema 1). [1pu 3TOM BBIXOIBI H30KCA30JIUHOB 4 J10-
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Cxema 2.

O
Rl
O O xjopaMuH T
>
N C,H;OH
H RN

R? R2 NZ Son
5-7 |
8-10

R
R'=R*=H(5,8);R'=F,R?=H (6,9); R' =H,R?=F (7,10); R' =R?=H,R%= (_ | (11);

\
Rl=H, R2=F, R?= \f| Jaa, # 13) z@\ O an, Iy, o,

| & 0 0 TR >
0

CTaTO4YHO BBICOKHEC M MMECCTCs I_HI/IPOKI/Iﬁ BBI60p aJlb-
ACTUAOB, U3 KOTOPBIX MOTYT OBITh CHUHTE3UPOBAHBI
OKCHMBI.

B kxadecTBe CTPOUTEIBHOrO OJIOKA, HECYILIETO ajl-
KEHOBYIO TPYIITy, IIHPOKO HCIIOIb3YEeTCS aJuIUIOpo-
MUJ, KOTOPBIA MPHUMEHSETCS] B Ka4eCTBE aIKUIHPY-
IOLIETO areHTa. AJKWIMPOBAHUEM aJUTMIIOPOMHUIOM
aKpUIOHOB 5—7 HaMM OBLIHM MOTYy4YEHBI COOTBETCTBY-
rorrue N-ammmiakpunonsl 9-11 (cxema 2). Ctout ot-
METHUTh, YTO MOJYUYEHHbIE AJTHMIAKPUAOHBI XOPOIIO
pPacTBOPHMBI B 3TaHOJE M JUXJIOPMETAHE B OTIMYHE
OT UCXOIHOTO aKpHUIOHA.

Jna  npomemenuss peakuuu 1,3-aumonspHoro
LUKJIOTIPUCOEAMHEHUSI B KaueCTBE XJIOPUPYIOIIMX
areHToB OBIIM HCCIIECIOBAHBI THIIOXJIOPUT HAaTPHA,
N-xnopcykunHumug, xiaopamud T. Hcnonbp3oBaHue
IIEPBBIX JIByX areHTOB Jajl0 HU3KYH0 KOHBEPCHUIO HC-
XOJTHOTO aJUTMJIaKpUOoHa. Vcronp30BaHNe XI0paMu-
Ha T B cpene KMISAIIEro 3TaHOJA MO3BOJIMIIO MOJHO-
CTBIO MIEPEBECTH UCXOIHBIE AJUIMIIAKPHIOHBI B IIeJie-
Bble npoaykTel 11-17 (cxema 2). [Ipu 3TOM He OBLIO
HEOOXOMMMOCTH T00ABIISITh OCHOBAHHE, YTO YIIPOCTH-
JIO TEXHOJIOTHIO IIpoliecca.
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B cmekrpax SIMP 'H mnonydeHHBIX aiuidiakpu-
JIOHOB CJIEAYET BBIAECIUTH CUTHAJbl aln(aTHueCcKux
npoToHoB. Hampumep, juisi coeuHeHus 6 CUTHaIbI
npororoB npu CIOH, Habmiomarorcst B BHIE Myiib-
tumieta npu 4.96-5.04 M. 1., B Oonee ciaboe moe
cmerner curran npororoB CHH, (5.25-5.40 m. n).,
a curnai nporona C10aH waxomurcs B o6mactu 6.21—
6.31 M. n. Curnansl apoMaTHYeCKUX IMPOTOHOB Ha-
xonatTcst B oomact 7.18-8.49 m. n. B cmexrpe SIMP
IH coenunenns 10 HaGnromaercst apyras KapTHHA.
Curnanst mporoHos C!H, perucrpupyrorcst mpu
3.36-3.72 m. x., curnans nporouoB C19H, mposisis-
1orcs B obmactu 4.78-5.01 m. . [Iporon C10aH peso-
HUpPYeT B o0sactu 5.24-5.21 M. 1., Ipu 3TOM B apoMa-
TUYECKOH OOJIaCTH TOSBIISIIOTCS CUTHAJBI TPOTOHOB
HUTpo(ypaHoOBOrO LIMKIA B BHAE AyOieroB npu 7.31
n784m a0 cJ=38Iu.

CHHTE3UpOBaHHBIE TIPOW3BOAHBIC OBLIH HCCIIC-
IOOBaHBI in Viiro B OTHOIICHHU TECT-IITAMMOB MH-
Kkpooprauusmos E. coli, Ps. aeruginosa, Pr. vulgaris,
S. aureus, B. subtilis, Candida albicans no meTonuke
[8] mpu MCIOIH30BAHMHU B KAa4ECTBE 3TAJOHOB TAKHX
IpenaparoB, Kak ATaKpUAWHAJIAKTAT (PUBAHON), Me-
TPOHHIA307, OQIOKCAMH W (YypalWInH, MPUMEHS-
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AHTIMHKpOOHAsI aKTUBHOCTE coenuHerni 11, 12, 14 u 17

30Ha 3a/1ep’KKU POCTa, MM
Coenunenne ¢, % E. coli Ps. aeruginosa | Prvulgaris S. aureus B.subtilis C. albicans
(ATCC 25922) | (ATCC 27853) | (ATCC 4636) | (ATCC 25923)  (ATCC 6633) | (NCTC2625)
11 1 14.1+£0.50 14.1+£0.50 14.0+£0.50 10.2+0.50 8.0£0.50 12.1+0.5
2 12.1£0.50 17.1£0.50 14.2+0.50 14.14+0.50 9.1+0.50 15.2+0.5
12 1 13.0£0.50 13.0£0.70 13.1£0.60 10.24+0.50 8.1£0.50 12.5+0.5
2 10.5+£0.50 17.1£0.60 13.1£0.50 13.54+0.50 9.2+0.50 13.5+1.5
14 1 31.0£0.50 21.24+0.50 33.2+0.50 34.1+1.00 25.54+0.50 43.1+1.0
2 34.2+1.00 29.54+0.50 39.1+1.00 39.2+1.00 37.0£0.50 49.1+1.0
17 1 31.1£0.60 21.04£0.50 25.0+0.50 38.0+£0.80 42.1+£0.70 46.0+0.5
2 36.5+0.70 27.240.60 31.1+0.60 42.1+£0.50 47.1+0.50 55.5+0.5
MeTtponugazon | 1 11.5+£0.40 20.1£0.70 14.0+£0.40 22.04£0.70 14.54+0.40 20.3+0.6
2 12.1£0.30 21.04£0.60 22.0+£0.70 25.04£0.30 15.0£0.40 25.3+0.7
PuBanon 1 12.74£0.40 12.0£1.10 12.5+0.80 17.0£1.00 14.3£0.90 13.5+0.5
2 14.5+0.50 15.0+£0.90 15.0+£0.60 20.1£0.90 15.2+1.10 15.1£0.9
JAMCO 8.5+0.66 9.54+0.82 9.0+0.71 7.0£0.37 7.0+£0.50 -
DypanuinuH 1 26.0£1.10 9.0£0.50 28.0+1.00 30.0+1.00 31.0+£1.00 14.5+0.5
28.0+1.00 10.0+£0.40 30.5+1.50 31.0+£1.00 35.0+1.00 17.0£1.0
Odnokcanmx 40.5+0.50 37.2+1.10 36.1+1.20 36.5+0.50 31.1+1.00 34.5£1.0

€MBIX B MEAMIIMHE B Ka4eCTBE aHTHOAKTEPHAIBHBIX
cpencts (cM. Tabmwiy). [lomydeHHbIe JaHHBIE TIOKa-
3BIBAIOT, YTO coeauHenus 14 u 17 o0nagaroT BEICOKOM
WHTHOUMPYIOICH CITOCOOHOCTHIO IO OTHOIICHHIO KO
BCEM HCCIIEAYEMbIM TECT-IITaMMaM MHUKPOOPTaHH3-
MOB, 3HAYUTEIHEHO MPEBOCXO/S IO JAaHHBIM IOKa3a-
TEJISIM TIpenapaThl CPABHEHUS — PUBAHOJ H METPOHHU-
nazon (moutu B 3 pasa). Ilo 30Ham 3ajepxku pocra
HEKOTOPBIX JIPYTHX MHKPOOPTaHWU3MOB COEJIMHEHUS
14 u 17 Taxxe TMPEBOCXOAAT JIMOO COIOCTABUMBI C
¢dyparmuaoM 1 odiiokcaruHoM. Oco0o ciieayeT oT-
METHUTH BBICOKYIO aKTUBHOCTb coeinHeHuit 14 n 17 no
OTHOILICHUIO K JIpoxoKenofooHomy rpudky Candida
albicans. MO)XHO OTMETHUTB, UTO [T (DypariiiinHa Ta-
Kasi akKTHBHOCTh HE3HAYNTENbHA.

Takum 00pa3om, Hamu pa3paboTaH MPOCTON METO
CUHTE3a apWI3aMEIICHHBIX OKCa30JIMJIaKPH/IOHOB,
BKJIFOYAROIIUH CTaJNH aJKWIUPOBAHUS aKpUIAOHA U
1,3-punonsipHoro nukKiIonpucoeauHenus. Takxe cro-
HT OTMETUTE XOPOIITHE BBIXOIBI IIEICBBIX MMPOTYKTOB U
JIOCTYITHOCTh MCIIOJIb3YEMbIX PEareHTOR.

JKYPHAJI OBLLENA XMMMU tom 90 Ne 1 2020

OKCIIEPUMEHTAJIBHAS YACTD

Macc-CriekTpbl  PerUCTPUPOBAIM  Ha  Hpuoo-
pe Thermo Scientific Dionex Ultimate 3000 c
Macc-criekrpomerpuyeckum nerekropom LCQ Fleet
(ESI, 70 5B). Crekrpst IMP 'H u 13C pactBopos B
JAMCO-dg peructpupoBanu Ha cnekrpomerpe Bruker
AM-600 mpu paboueii wacrore 600.13 MI1, BHY-
TPeHHUH cTaHmapt — Me,Si. DileMEeHTHBIH aHanu3
BBINONHsUM Ha ipudope Thermo Element 2.

Oo0mas Meronuka cuHTe3a coeanHenuii 8—10.
K cycnensuun 0.01 monb akpugona B 10 ma MDA
npubasisuy 0.012 mons runpuma Harpus. CMmecs Te-
pememmBanu 30 mMuH, 3ateM npubass 0.011momb
ammuiopomua. Yepes 5 4 peakiMOHHYIO CMECh BBI-
JIUBAJIA B BOAY, 0CaJ0K OT(PUIBTPOBBIBAIH U CYIIIVIIH.
[TomyueHHbIE COEAMHEHHUSI MCIONB30BAIM Janee 0e3
JTOTIOJTHUTEIEHON OUUCTKH.

10-Amnaaxkpuaua-9(10H)-on (8). Beixox 90%,
Oeblii mopoIoK, T. . 132-134°C. Cuexrp SIMP 1H,
3, M. 1. (J, Tm): 4.92-5.02 m (2H, CI0H,), 5.23-5.38
M (2H, C!H,), 6.18-6.28 m (1H, C!02H), 7.35 1 (2H,
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C2™H, J=17.4), 7.54 n (2H, C45H, J=8.7), 7.76-7.80
M (2H, C3:6H), 8.37 n. n (2 H, C!:8H, J = 8.0, 1.7).
Crexrp SIMP 13C, 8, m. 11.: 54.08 (C10), 115.79 (C11),
116.54 (C45), 121.78 (C27), 122.02 (Cla82), 126.92
(C18), 133.67 (Cl102), 134.42 (C3:6), 142.94 (C4a.59),
165.20 (C#), 177.20 (C%). Macc-crextp, m/z (I,
%): 235.2766 (100) [M + H]". Haiineno, %: C 81.65;
H 5.56; N 5.97. C,4H3NO. Beruucneno, %: C 81.68;
H5.57; N 5.95.
10-Ammna-2-¢propakpuaua-9(10H)-on ).
Beixon 92%, Genbiii mopomok, T. mi. 140-142°C.
Cnekrp SIMP H, 8, m. a. (J, T'm): 4.88-4.95m (1H,
CllH#), 5.01 yur. ¢ (2H, CI0H,), 5.19-5.22 m (1H,
CIHD), 6.12-6.18 m (1H, C!0aH), 7.35 T (1H, C’H,
J=17.4),7.68 n (1H, C5H, J = 8.6), 7.70-7.84 m (2H,
C34H), 7.80-7.84 m (1H, C'H), 7.97-8.00 m (1H,
CC®H), 8.39 a. n (1H, C8H, J = 8.0, 1.6). Macc-cuextp,
m/z (1, %): 253.2703 (100) [M + H]*. Haiineno, %:
C 75.74; H 4.75; N 5.51. C;(H{,FNO. Bsruucneno,
%: C 75.88; H4.78; N 5.53.
10-Amma-4-¢propakpuaua-9(10H)-on (10).
Breixon 88 %, Oenbiii mopoinok, T. wi. 135-137°C.
Cnekrp SIMP 1H, 6, m. 1. (J, T'w): 4.99 ym. ¢ (2H,
CI0H,), 5.25-5.40 m (2H, C!H,), 6.21-6.31 M (1H,
CloaH), 7.18-7.23 m (1H, C’H), 7.30 t (1H, C2H, J =
7.4), 7.39-7.46 m (1H, C3H), 7.54 n (1H, C°H, J =
8.6), 7.67-7.72 m (1H, C6H), 8.35 n (1H, C8H, J =
7.9), 8.49 n (1H, C'H, J = 8.0). Cuiextp SIMP 13C, 3,
M. 1.: 54.08 (C10), 115.79 (Cl11), 120.60 (C5), 120.76
(C7), 121.43 (C3), 122.00 (C82), 122.48 (C1), 123.43
(C2), 125.65 (Cl12), 127.43 (C42), 132.69 (C?), 133.67
(C10a) 134,16 (C©), 144.02 (C32), 152.46 (C*4), 177.39
(C%). Macc-criekrp, m/z (I, %): 253.2707 (100)
[M + H]*. Haiineno, %: C 75.77; H 4.76; N 5.50.
Cy6H1,FNO. Beruncneno, %: C 75.88; H4.78; N 5.53.

OO0mas MeTonMKa cCMHTe3a coegquHeHumii 11-17.
K pactBopy 0.01 MOIB COOTBETCTBYIOLIETO aJTHIIA-
kpumoHa B 50 mur stanona npubamsum 0.015 mois
okcuma u 0.02 monp xjopamuna-T. Ilomydennyro
CMECh KHUIISTHIM 3 4, 3aTeM oxjaaxkaanu. Ocagok oT-
(bMIBTPOBBIBAIIN, TTPOMBIBAJIM BOJOW U 3TAHOJIOM, 3a-
TEM CYLIHIIH.

10-{[3-(2-Hutpodennu)-4,5-nuruapo-
n3okca3oa-S-wi|mernia}akpuaua-9(10H)-on  (11).
Brixon 64%, xenTsle KpucTauibl, T. 1. 243-245°C.
Cnexrp SIMP H, 8, m. a. (J, I'n): 3.40-3.79 m (2H,
ClH,), 4.69-5.04 m (2H, C!%H,), 5.32-5.40 M (1H,

CloaH), 7.37 T (2H, C%"H, J = 7.4), 7.75-7.93 m (7H,
C3-%H + CHy,), 8.09 1 (1H, CH,,, J = 8.0), 8.39 . 1
(2H, C1.8H, J = 8.0, 1.6). Macc-cuiextp, m/z (I, %):
399.3987 (100) [M + H]J*. Haiineno, %: C 69.37; H
4.25; N 10.56. Cy3H{7N;0,. Beruucneno, %: C 69.17;
H4.29; N 10.52.
4-®T1op-10-{[3-(mupuauH-2-u1)-4,5-1Mruapo-
n3okca3oa-S-wi|mernia}akpuaua-9(10H)-on  (12).
Brrxon 53%, xenTele KpucTamiel, T. 1. 224-226°C.
Cuextp SIMP H, 8, m. a. (J, T'u): 3.37-3.71 m (2H,
CllH,), 4.80-4.99 M (2H, C!0H,), 5.15-5.23 m (1H,
Cl0aH), 7.33-7.43 m (2H, C5H + C7H), 7.45-7.50 m
(1H, CHpy), 7.69-7.77 M (1H, C2H), 7.83-7.92 m (3H,
COH + 2CHp,), 8.06 x (1H, C3H,J=18.7), 8.21 n (1H,
C8H, J=17.8),8.32 n (1H, C'H, J=7.8), 7.45-7.50 m
(1H, CHp,). Criexrp SIMP 13C, §¢, m. 1.: 38.55 (C1),
53.2 (C19), 80.75 (C!0a), 117.86 (C3), 121.63 (C7),
122.43 (C1), 122.58 (C19), 122.83 (C3), 123.38 (C2),
125.27 (C82), 125.57 (C'2), 127.00 (C*), 132.62 (C3),
134.88 (C9), 137.41 (C13), 143.96 (C52), 148.93 (C12),
149.99 (Cpy), 151.14 (Cpy), 152.82 (CH, 159.19 (Cpy)s
176.58 (C°). Macc-criektp, m/z (I, %): 373.3798
(100) [M + H]'. Haiigeno, %: C 70.83; H 4.35; N
11.28. Cy,H 4FN3;0,. Brraucneno, %: C 70.77; H
4.32; N 11.25.
10-{[3-(2,4-AumeToxcudenunn)-4,5-quruapo-
H30KCa30J1-5-uia|MeTnd}-4-gpropakpuaua-9(10H)-
oH (13). Beixon 53%, >xentbie KpUCTAILIBL, T. 11, 237—
239°C. Cruextp SAMP H, 8, m. 1. (J, T'): 3.25-3.40
M (2H, Cl1H,), 3.53-3.63 m (3H, OCHj3), 3.85-3.94
M (3H, OCHj;), 4.704.91 m (2H, C!0H,), 4.98-5.09
M (1H, C!%aH), 6.56-7.61 m (2H, CH,,), 7.31-7.43
M (2H, C3-7H), 7.50-7.56 m (1H, CH,,), 7.67-7.75 m
(1H, C2H), 7.82-7.89 m (1H, C°H), 8.00-8.06 m (1H,
C3H), 8.18-8.24 m (1H, C8H), 8.29-8.35 m (1H, C!H).
Crektp SIMP 13C, 8¢, m. 11.: 41.44 (Cl1), 53.38 (C10),
55.91 (Cp,), 56.28 (Cy,), 79.46 (C102), 117.87 (Cy,),
121.60 (Cy,), 121.75 (Cy,), 122.47 (C3), 126.76 (C5),
123.33 (C7), 125.55 (CB82), 126.06 (C!), 126.95 (C?):
129.76 (C!2), 130.33 (C8), 132.68 (C14), 134.75 (C4a),
144.05 (C®), 151.20 (C32), 152.82 (C*), 156.08 (C12),
159.16 (C!8),162.76 (C'©), 176.54 (C%). Macc-criexTp,
m/z (1, %): 432.4437 (100) [M + H]*. Haiineno, %:
C 69.57; H4.93; N 6.54. C,5sH,,FN,0O,. Berancneno,
%: C 69.44; H 4.89; N 6.48.
4-®T1op-10-{[3-(5-nuTpodypan-2-un)-4,5-nu-
ruaApou30Kca3of-S-ui|meruiakpuanu-9(10H)-on
(14). Boixon 45%, xentele KpUCTaJUIbl, T. M. 251—

J)KYPHAJI OBLIEM XWMHHU tom 90 Ne 1 2020



CUHTE3 1 AHTUBAKTEPUAJIBHASI AKTUBHOCTD HOBBIX ITPOU3BOAHBIX AKPI/IOHA 61

253°C. Cuextp SIMP H, 8, m. x. (J, T'n): 3.36-3.72
M (2H, C1'H,), 4.78-5.01 m (2H, C19H,), 5.24-5.21 m
(1H, C10aH), 7.31 n (1H, CH gypan> J = 3.8), 7.34-7.38
M (1H, C5H), 7.39-7.43 M (1H, C'H), 7.71-7.77 m
(1H, C2H), 7.84 1 (1H, CHgypans J = 3.8), 7.85-7.89
M (1H, CH), 8.02 n (1H, C°H, J = 8.8), 8.20-8.23 m
(1H, C8H), 8.33 n. 1 (1H, C!H, J = 8.0, 1.8). Cniekrp
SIMP 13C, 8¢, m. 1.0 37.91 (C102), 52.96 (C10), 81.42
(Cl), 114.69 (CHgypan)» 116.00 (CHgypay), 121.91
(C9), 122.36 (C7), 122.65 (C3), 122.89 (C82), 123.42
(C1), 125.49 (C2), 127.04 (C!2), 132.55 (C8), 134.94
(C4a), 143.85 (C9), 146.79 (C32), 149.21 (C12), 151.11
(Coypan)> 152.47 (CH, 152.73 (Copypan)> 176.54 (C9).
Macc-cnekrp, m/z (1, %): 407.3515 (100) [M + H]*.
Haiineno, %: C 61.81; H3.49; N 10.26. C,H;4FN3Os.
Brrancaeno, %: C 61.92; H 3.46; N 10.32.
10-{[3-(5-bpomTuOdeHn-2-ni)-4,5-TUTUApPO-
H30KCa301-5-ui|meTni}-4-gpropakpuaua-9(10H)-
oH (15). Beixon 65%, >xenTble KpUCTAILIBL, T. 1. 236—
238°C. Cuektp SIMP H, 6, m. n. (J, T'): 3.32-3.69
M (2H, C!H,), 4.76-4.97 m (2H, CI10H,), 5.15-5.25
M (1H, C10aH), 7.26 x (1H, CHyopens /= 3.9), 7.32 1
(1H, CHyogen </ = 3.9), 7.36 T. 1 (1H, C'™H,J=1.9),
7.39-7.42 m (1H, C5H), 7.73 n. a. n (1H, C2H, J =
16.1,7.8,1.5),7.86 0. n. n (1H, C°H, J=8.8, 6.9, 1.7),
8.03 1 (1H, C3H,J=8.8),8.21 a. n (1H, C3H,J=17.9,
1.4), 8.32 1. n (1H, C'H, J = 8.0, 1.7). Macc-cnekTp,
m/z (I, %): 457.3156 (100) [M + H]*. HaiineHo,
%: C 55.29; H 3.15; N 6.19. C,;H4BrFN,O,S.
Brruucneno, %: C 55.15; H 3.09; N 6.13.
4-®1op-10-{[3-(2-HUTPOPennn)-4,5-qurngpo-
u30Kcazoa-S-wi|meruafakpuaua-9(10H)-on (16).
Brixon 67%, xentble KpUucTailibl, T. mwi. 249-251°C.
Cuextp SIMP H, 6, m. 1. (J, T'u): 3.32-3.69 m (2H,
ClH,), 4.78-5.01 m (2H, C!0H,), 5.18-5.24 m (1H,
Cl10aH), 7.33-7.39 m (1H, C'H), 7.41 t (1H, CH, J =
7.4),7.70-7.78 m (2H, CH,,), 7.81-7.89 m (2H, CoH +
CH,,), 8.01 1 (1H, C3H, J = 8.9), 8.05 n1 (1H, CH,,,
J=138.5),821 n(1H, C8H, J=17.9), 8.33 n (1H, C!H,
J = 8.0). Macc-cniextp, m/z (I, %): 417.3893 (100)
[M + H]*. Haiimeno, %: C 66.32; H 3.89; N 10.05.
Cy3H¢FN;304. Boruucneno, %: C 66.18; H 3.86; N
10.07.
2-®T1op-10-{[3-(5-nuTpodpypan-2-ui)-4,5-nu-
THAPOU30KCca30a-5-ui|mermin}akpuaua-9(10H)-on
(17). Beixon 41%, xentele KpUCTAIbI, T. . 241—
243°C. Cuextp SIMP H, 8, m. 1. (J, Tu): 3.37-3.71
M (2H, C!lH,), 4.78-5.01 m (2H, CI10H,), 5.24-5.21
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M (1H, C!0aH), 6.12-6.18 m (1H, C!0aH), 7.31 n
(1H, CHgyypans J = 3.8), 7.34 1 (1H, C'H, J = 7.4),
7.68 1 (1H, C°H, J = 8.6), 7.71-7.85 m (3H, C3*H +
CHgyypan)s 7-83-7.87 m (1H, C'H), 7.95-7.98 m (1H,
C®H), 8.39 a. n (1H, C8H, J = 8.0, 1.6). Macc-crexrp,
m/z (L, %): 407.3518 (100) [M + H]*. Haiineno, %:
C61.84; H3.49; N 10.28. C,;H{4FN;O5. Brancneno,
%: C 61.92; H 6.46; N 10.32.

HcnbiTanns Ha aHTHOAKTEPHAJIbHYIO AKTHBHOCTD
pacTBOpoB coenuHeHni ¢ kKoHIeHTpanuen 1.0 u 2.0%
B IMCO npoBonunu B yamkax Ilerpu ¢ araposoit
Cpelo, MpeIBapUTEIbHO 3aCESIHHOM TecT-IITamMMa-
MM MHKPOOPIaHM3MOB C MHUKPOOHOW Harpyskoi 10°
MHUKPOOHBIX KJIETOK B 1 MJI, MU3Mepss AUaMeTp 30H
WHTHOMpOBaHUS 4epe3 24 4. /lmameTp 30H yrHeTe-
HUS pOCTa TECT-MUKPOOOB U3MEPSIIN C TOYHOCTHIO J10
1 mm [8].

®OHJIOBA S [TOJIJIEPXKKA

Pabota BbimonHeHa npu (GUHAHCOBOM MOAJIEPIKKE
MunncrepctBa oOpa3oBanusi U Hayku PD (mpoekt
Ne 4.9516.2017/BY).
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Synthesis and Antibacterial Activity of New Acridone
Derivatives Containing an Isoxazoline Fragment
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A method was developed for the preparation of N-(4-R-4,5-dihydroisoxazol-5-yl)methylacridones by the reaction
of aromatic aldehyde oximes with allyl acridones. For the obtained compounds, a high inhibitory activity in
relation to test strains of pathogenic microorganisms was revealed, exceeding furacilin.

Keywords: isoxazolines, acridones, 4-substituted N-(4,5-dihydroisoxazol-5-yl)methylacridones, furacilin,
antibacterial activity
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