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N-AnmmpoBaHreM XJI0paHTUIPUAOM 3-(4-metokcudenw)-3-(4-hTopeHnn)nponaHoBOi KUCIOTHI HEKOTOPBIX
TIEPBUYHBIX AJTKWII-, APHJI- ¥ TETEPOIMKINIECKAX aMUHOB TTOJYY€HBI TPOM3BOIHBIE TIporianamMua. [1pu B3anmmo-
JEWCTBHH BBIIIEYKa3aHHOTO XJIopaHruapuaa ¢ N,N-1umeTuanpornas-1,3-1maMriHOM U ITOCTIeAYIOMEeM JeHCTBHN
3(hUpPHOTO pacTBOpa HOAUCTOTO MeTmiIa oopasyercs 3-{[3-(4-merokcudenmn)-3-(4-hpropheHnn)nponanon|-
amuHo }-N,N,N-TpumMeTunmnponan- | -amuaniinonu. O-AnwimpoBadable coequaenus — (1,3-6eH30Trnazon-2-mn)-
METHI- B 2-TAUMETUIAMUHOATKUI-3-(4-MeTokcudenni)-3-(4-pTopheHn ) IponanoaTsl — MOMYyISHbI MPH
HarpeBaHUHM CMECH COOTBETCTBYIOIIUX COCAMHEHUHN C XJIOpaHTHAPUIOM 3-(4-meTokcudenwn)-3-(4-prop-
(heHMIT)TPOITMOHOBO KHUCIIOTHL. VX mocienyromiee B3anMOISHCTBIE C 3PUPHBIM PACTBOPOM HOIUCTOTO METHIIA
MPUBOANT K cooTBeTcTByIomMM N,N,N-TpuMmeTniankan- | -amuauiinoguaam. M3ydena antuOakrepranabHas

AKTUBHOCTb CUHTE3UPOBAHHBIX COCTUHCHUH.

Kiarouesble cioBa: aJ'IKaHaMPIHPIﬁHOL[HZ[LI, apujaMUHBI, N-aHI/IHI/IpOBaHI/Ie, ImponaHaMuibl, IpONaHOATHI,

aHTI/IGaKTepI/IaHLHaH AKTUBHOCTb
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[MorpebHOCT, B  BBICOKOA((EKTUBHBIX JieKap-
CTBEHHBIX TMpenaparax, 00JaJarolluX MHUHHMYMOM
mo00YHBIX 3¢ (EKTOB, MOCTOSHHO pacTeT. OAuH H3
MO/IXOJIOB K CO3/IaHHIO MOJOOHBIX MpenaparoB — 3TO
CHHTE3 COCAMHCHHMH, MMEIOIIUX B CBOEM COCTaBe
HECKOJIBKO pa3inyHBIX (apMakopOpHBIX rpynm. P
aMMOHHEBBIX COJIEH Ha OCHOBE 3aMEIICHHBIX OCH3TH-
JPUIIYKCYCHBIX KHCJIOT MPOSIBISAIOT HEHPOTPONHYIO,
aHTUOAKTEPUANbHYI0, AHTHOKCHUIAHTHYIO, IIPOTH-
BOCYJIOPOKHYIO aKTUBHOCTH [1—7]. B cBsizu ¢ 3TuM,
aKTyaJbHO IOJMY4YeHHE MOIM(YHKIMOHAIBHBIX MpO-
W3BOJHBIX OCH3TUAPHIYKCYCHBIX KHCIIOT, BKIFOYa-
IOLIMX JIOTIONTHUTENbHBIE (apMakoOpHbIE TPYIIIHL.
BBenenue B CTpyKTypy AMAIKHIAMHHOAJIKHIBHOIO,
0CH30THA30JIBHOTO ¥ apHJIAKWIBHBIX (parMeHToB
MO3BOJNUT OOBEAUHUTh MX OHMONOTHYECKH aKTHBHBIC
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CBOICTBa, YTO MOXKET TIPUBECTH K YCHIICHUIO UX OMO-
JIOTUYECKOU aKTUBHOCTH.

Hamu uccnenoBansl nmpou3sBoaHbie 3-(4-MeTOKCH-
¢denmn)-3-(4-pTopPeHn)MponaHOBON KUCIOTH W3
psiia aMMOHHEBBIX COJICH MUATKMIAMHHOAIKUIOBBIX
3GUPOB U ANKUI(apHI1)aMHIOB JTaHHOW KHUCJIOTHL. B
KauecTBEe MCXOTHOTO peareHTa Ui MONyYeHHs JaH-
HBIX COCIMHEHWH WCHONb30Bamu 3-(4-meTokcude-
HUN)-3-(4-bTopdheHnn)nponaHoByo KuciaoTy 1, KoTo-
pas TIoIy4eHa U3 COOTBETCTBYIOIIETo HUTpuia [8] u
nepeseneHa B xyopanruapuy 2. N-AnuanpoBaHHEM
xyopanruapuaoM  3-(4-metokcudenun)-3-(4-prop-
(heHUT)IPOTIaHOBOK KUCJIOTHI 2 HEKOTOPHIX MEPBUY-
HBIX QIKHJI-, apuil- ¥ TEeTEPOLIUKIMYECKUX aMUHOB
nonyuyeHsl amuabl 3—11 (cxema 1). Bzaumonelicteue
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N,N-gumerunnponas-1,3-nuaMuHa U coOeIUHEHUS 2
C MOCIIEAYIOUTIM METHIUPOBAHNEM HOJAUCTHIM METH-
J10M TIpUBOANT K 3-{[3-(4-mMeTokcnudennn)-3-(4-pTop-
¢dhenun)nponanonn|amMmuHO } -N,N,N-TpuMeTUATIPO-
naH- 1 -amunuitnoguny 12.

O-AmunupoBaHHbIe coeuHeHUs — 1,3-0eH30THA-
3011-2-unMeTmI-3-(4-metokcuderun)-3-(4-propde-
Hun)nponaHoar 13 u 2-mumermnamMuHOANKMI-3-(4-
MeTokcupennn)-3-(4-proppernn)npomnanoarsr 14,
15 — nojIy4YeHsl IPU HArPeBaHUU CMECH COOTBETCTRBY-
IOIAX COSAMHCHHUM C XJIOPAHTHIAPHUIOM 2 B O€3BOI-
HOM Oen3ojie. [Ipu B3auMoaelcTBUU coequHeHui 14,
15 ¢ 3¢upHBIM PaCTBOPOM HOAMCTOrO METHJIA TOJY-
geHsl N,N,N-TpuMerunankwiamuaninoauasr 16, 17
(cxema 1). CtpoeHue moay4eHHBIX COSTUHEHUN MO/~
tBepskaeHo nanueiMu SIMP 'H, 13C u UK cnexrpo-
CKOITHH.

Nzydena antubakTepraibHas aKTUBHOCTh CHHTE-
3upoBaHHbIX coeaunenuit 3—17. UccnenoBanus mo-
Kazanu, urto coenuHeHus 3—10 He MPOSBISIOT aHTH-
0aKTepUaAIbHOW aKTUBHOCTH, TOJILKO COCTUHCHUS 4 U
8 okaspIBaloT ciaboe JieficTBIE Ha TPaMITOIOKUTENb-
HbIE OakTepuu, MOJABISAS POCT MUKPOOPTaHU3MOB B
30He auameTpoM 10—11 mm. [Ipu m3ydennn anTHOAK-
TepuaIbHOW aKTUBHOCTH coemuHeHni 11-13, 16, 17
BBISIBJICHO, YTO OHH 00JaJaf0T HEKOTOPOW aKTHBHO-
CTBIO B OTHOIIIEHUH BCEX MCIOJIB30BAHHBIX IIITAMMOB

(tabm. 1).

Coenunenns 12 u 17 nposBISAIOT yMEPEHHYIO aK-
TUBHOCTH (d 15—16 Mmm). OcTanbHble COSAMHEHUS BbIS-
BUJIH BRIPAKCHHYIO aHTHOAKTEPUATbHYIO aKTUBHOCTb,
MOAABIISISI POCT MUKPOOPTaHM3MOB B 30HE JHAMETPOM
18-35 mm. Cpenu aux (1,3-6€H30THA30I-2-FIT)METHIT
3-(4-meTokcudenmn)-3-(4-bTopdeHun)mponanoar

J)KYPHAJI OBLLIEM XUMUU tom 92 Ne 6 2022



CHUHTE3 1 AHTUBAKTEPUAJIBHASI AKTUBHOCTD

Tadnuua 1. AaTnOakTepranbHas akTUBHOCTh coeanHeHmit 11-13, 16, 172
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JlnaMeTp 30HBI OTCYTCTBHUS POCTa MHKPOOPIaHM3MOB, MM
Coenunenne
Staphylococcus aureus 209 p Bacilus subtilis Sh. flexneri 6858 Esherichia coli 0-55

1 17 20 20 18

12 15 16 15 16

13 25 35 30 20

16 18 35 35 20

17 16 16 16 15
DypazonuoH 25 15 24 24

aB Ta6m/1ue MPUBEACHBI TOJIBKO JaHHLIC JIJI1 aKTUBHBIX COCAMHCHUH.

13 u 2-{[3-(4-metokcudenun)-3-(4-proppennn)-
niporranomi |okcH § -N,N,N-TpruMeTuiII TaHaMIHUIHO-
i 16 Ha nByx mrammax (Sh. flexneri 6858, Bacilus
subtilis) o aktuBHOCTH (d 30-35 MM) TpEeBOCXOIAT
(dhypazonumaoH (KOHTPOIBHEINA Tpenapar, d 24—25 mMm).
OcrasibHbIC COCAWHEHUS 10 aKTHBHOCTH 3HAYUTEIb-
HO yCTYIAIOT KOHTPOJIBHOMY Iperapary.

Takum 00pa3oM, alMIIMPOBAHUEM XJIOPAHTHUAPH-
JIOM 3-(4-meTokcudenmn)-3-(4-propdennn)mpo-
MMUOHOBOM KHCJIOTHI psiia aMMHOB U aMHUHOCIIMPTOB
riory4eHsl | -apui-3-(4-meTokcudenmn)-3-(4-hropderrn)-
MPONIaHAMHUJIB M TIPOTIAHOATHI.

[lo pesynsraTam OHONIOTHYECKHUX HCCIEIOBAHUIM
MOATBEPIKICHA 11e1ecO00pa3HOCTh MOUCKA HOBBIX aH-
THOAKTEPUAITBHBIX CPEJCTB B PSIAY MONTYyYSHHBIX Kap-
OOKCHIIaTOB.

OKCIIEPUMEHTAJIBHA S YACTD

UK crnektpsr cHATHI Ha mpuodope Nicolet Avatar
330 FT-IR B BazenunoBoM Macie. Crnektpsl SIMP
"H u 3C sanucansl Ha cnexrpomerpe Mercury-300
Varian B cmecu JJMCO-d¢—CCly; BHyTpeHHUH cTaH-
napt — TMC. Temmeparypsl TUTaBICHUS OTIPEICIICHEI
Ha ipudope Boetius.

3-(4-MeTokcudenni)-3-(4-propdenna)npona-
HOBYI0 KM ca0Ty (1) momyyanu mo Metoauke [2] U3 co-
oTBeTcTBytomero HuTpmia [8]. Berxon 92.6%, T. kum.
210-212°C (2 MM pt. cT.), T. 1. 89-90°C. UK cnexrp,
v, eMm': 1700 (COOH), 1604 (C=C,,). Cnekrp SIMP
'H, 3, m. 1.: 2.89 1 (2H, CH,, J 8.0 '), 3.74 ¢ (3H,
OCH,;), 4.40 T (1H, CH, J 8.0 I'n), 6.74-6.81 m (2H),
7.08-7.16 m (2H, C¢H,OCHj;), 6.91-7.00 m (2H),
7.19-7.25m (2H, CH,4F), 11.82 m1 (1H, COOH). Haii-
neHo, %: C 70.14; H 5.62. C,4H,5FO;. Briuucneno,
%: C70.06; H 5.51.
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AMnabi3-(4-metokcnpenn)-3-(4-gproppenn)-
nponanoBoii kucjgorel  (3—11). K  pacTtBOpy
0.03 monp amuna, 3.2 1 (0.032 MOB) TpUITHIAMUHA
B 30 mn aGc. OeH3oma MpHOABISUIM SKBHMOJISIPHOE
KOJMYeCTBO Xjopanruapuaa 2. CMmech KUISTHIN
4 4, 3aTeM OXJIXKIAJU, IPOMBIBAIUA BOJIOH, TIPOBOIH-
JIU 9KCTPAKIMIO OSH30JI0M. DKCTPAKT CYIIMIIN, OTTO-
HsUTM OSH30J1, OCTaTOK NEeperoHsui B Bakyyme. Kpu-
CTAJUTUYECKHIE COSNUHEHUS TePEKPHUCTAIIN30BBIBAITN
13 TaHOJIA.

N,N-Iurtni-3-(4-meroxkcudenunn)-3-(4-gprop-
¢pennn)nponanamun (3). Bexon 62%, T. kum. 205—
207°C (2 mM pr. ct.). UK cnexrp, v, cm': 1624, 1513
(C=0). Cnekrp AIMP 'H, §, m. 1.: 0.99 T 3H, CH;, J
7.0 T'm), 1.07 T 3H, CH;,J 7.0 '), 2.91 1 (2H, CH,,
J 7.3 T), 3.24 x (2H, NCH,, J 7.0 T'y), 3.74 ¢ (3H,
OCH,), 4.57 t (1H, CH, J 7.3 T'n); 6.73-6.79 m (2H),
7.07-7.15 m (2H, C(H,OCHj;); 6.90-6.98 M (2H),
7.17-7.24 m (2H, C¢H,F). Haitneno, %: C 72.86; H
7.40; N 4.19. C,,H,,FNO,. Beruncaeno, %: C 72.92;
H 7.34; N 4.25.

3,N-bBuc(4-metoxkcudpenn)-3-(4-proppenn.i)-
nponanamuj (4). Beixog 68%, T. mn. 166—168°C.
UK cnektp, v, cM': 3329 (NH), 1652, 1525 (C=0).
Cnexrp AMP 'H, §, m. 1: 2.92 0 (2H, CH,, J 7.8 I'n),
3.72 ¢ (3H, OCHj;), 3.73 ¢ (3H, OCH;), 4.54 T (1H,
CH, J 7.8 T'm), 6.68-6.79 m (4H, C;4H,OCHj;); 7.10-
7.18 m (2H), 7.32-7.40 m (2H, C4H,OCH5); 6.90-7.00
M (2H), 7.19-7.29 m (2H, CcH4F); 9.47 ¢ (1H, NH).
Haiineno, %: C 72.76; H 5.96; N 3.73. C53H,,FNO;.
Brurancieno, %: C 72.81; H 5.84; N 3.69.

N-(4-U3onponunoxcudenunn)-3-(4-meTokcu-
¢pennn)-3-(4-¢propdennm)nponanamua (5). Boixon
72%, T. mn. 122-124°C. UK cnektp, v, cM': 3266
(NH), 1644, 1566 (C=0). Cnexrp SIMP 'H, §, m. x.:
1.29 n (6H, CH;, i-Pr, J 6.0 T'y), 2.78 1 (2H, CH,, J



846 NCAXAHSH u ap.

8.0 I'm), 3.75 ¢ (3H, OCH;), 4.10 n (2H, NCH,, J
5.8 T'm), 4.48 T (1H, CH, J 8.0 I'r), 4.48 cenret (1H,
OCH, J 6.0 Try); 6.60-6.68 m (2H), 6.70-6.80 ™
(4H), 7.08-7.16 m (2H, C,H,O); 6.88-6.98 m (2H),
7.19-7.24 m (2H, C,H4F); 7.93 T (1H, NH, J 5.8 I'm).
Haiineno, %: C 74.02; H 6.60; N 3.38. C,H,3sFNO;.
Brrancaeno, %: C 74.09; H 6.70; N 3.32.
3-(4-MeToxkcudennu)-3-(4-pTopdenni)-
1-(muppoauaun-1-wn)nponan-1-on  (6). Brixon
65%, 1. k. 205-210°C (2 mm pr. ctr.). MK cmexrp,
v, eM ' 1632, 1510 (C=0). Cnektp SIMP 'H, §, m. 1.:
1.71-1.90 m (4H, B,p’-CH,, C;HgN), 2.86 n (2H, CH,,
J 7.4 Tu), 3.27 T 2H, J 6.8 T'n) u 3.30 T (2H, o,a'-
CH,, C,HgN, J 6.7 Tn), 3.74 ¢ (3H, OCH;), 4.51 T
(1H, CH, J 7.4 Tn), 6.68-6.81 m (2H), 7.06-7.13 M
(2H, C{H,0OCH;); 6.89-6.97 M (2H), 7.17-7.23 ™
(2H, CcH4F). Haiineno, %: C 73.46; H 6.63; N 4.21.
C,0H»,FNO,. Brruncneno, %: C 73.37; H 6.77; N
4.28.
3-(4-MeTokcudenni)-3-(4-proppennn)-1-(nu-
nepuauH-1-ua)nponan-1-ou (7). Berxog 64%, T. xutm.
215-217°C (2 mm pt. ct.), T. . 110-112°C. UK
crextp, v, cM ' 1627, 1505 (C=0). Cniextp SIMP 'H,
o, M. m.: 1.32-1.46 m (4H), 1.53-1.63 m (6H, B,p’-CH,,
v-CH,,CsH,(N),2.93 1 (2H, CH,,J7.4T'n), 3.32-3.42
M (4H, a,0’-CH,, CsH;(N), 3.74 ¢ (3H, OCH;), 4.49
T (1H, CH, J 7.4 I'n); 6.71-6.79 m (2H), 7.06-7.14
M (2H, C¢H,OCHy); 6.89-6.97 M (2H), 7.17-7.23 m
(2H, CcH,F). Haiineno %: C 73.77; H 6.98; N 4.02.
C,H,,FNO,. Bwrauncneno, %: C 73.88; H 7.09; N
4.10.
3-(4-MetTokcupennn)-3-(4-gpropdenni)-1-
(moposnn-4-ua)nponan-1-on (8). Brxon 66%,
T. kun. 225-227°C (1.5 mm pt. ct.), T. L. 8§7-89°C.
UK cnekrp, v, cM': 1632, 1515 (C=0). Cniextp SIMP
'H, 5, M. 1.: 2.96 1 (2H, CH,, J 7.4 Tn), 3.35-3.49 m
(8H, C4HgNO), 3.74 ¢ (3H, OCH;), 4.47 t (1H, CH, J
74 Tm); 6.73-6.79 m (2H), 7.08-7.16 m (2H,
C¢H,OCH,); 6.90-6.98 m (2H), 7.19-7.27 m (2H,
C¢H,F). Haiineno, %: C 69.82; H 6.44; N 4.12.
C,oH,FNO;. Beruucneno, %: C 69.95; H 6.46; N 4.08.
3-(4-Metokcudenuni)-3-(4-gproppenuni)-N-
(¢pypan-2-uamerna)nponanamup (9). Bexon 65%,
T. 1. 98-99°C. UK cnexrp, v, cm 1 3251 (NH), 1644,
1566 (C=0). Cnektp SIMP 'H, §, m. n.: 2.77 1 (2H,
CH,,J7.9Tm),3.74 ¢ (3H, OCHj;), 4.16 n (2H, NCH,,
J5.6Tu), 4.47 v (1H, CH, J 7.9 T'm), 5.89 n (1H, H>,
dypan, J 3.2 T'm), 6.23 n. n1 (1H, H*, dypan, J 3.2,

1.8 T'm); 6.70-6.78 m (2H), 7.05-7.13 m (2H,
C¢H,OCH,); 6.88-6.96 m (2H), 7.15-7.23 M (2H,
C¢H,F); 7.32 n (1H, H>, dypan, J 1.8 T'm), 8.02 T (1H,
NH, J 5.6 I'm). Haiineno, %: C 71.28; H 5.64; N 4.02.
C,,H,(FNOs;. Boruncneno, %: C 71.37; H 5.70; N 3.96.
3-(4-Metokcudenunin)-3-(4-proppenun)-N-
(tuazon-2-un)nponanamusa (10). Berxon 69%, T. m.
148-151°C. UK cnextp, v, cM': 1686, 1569 (C=0).
Cnexrp IMP 'H, §, m. 1.: 3.10 a1 (2H, CH,, J 7.9 T'n),
3.73 ¢ (3H, OCH;), 4.58 T (1H, CH, J 7.9 I'n); 6.72—
6.80 M (2H), 7.10-7.20 m (2H, C4H,OCH;); 6.89 n
(1H, SCH, J 3.5 I'm); 6.89-6.99 m (2H), 7.20-7.28 m
(2H, CcH4F); 7.31 o (1H, NCH, J 3.5 I'n) 11.97
(1H, NH). Hatineno, %: C 64.10; H 4.74; N 7.92.
C,oH,;7FN,0,S. Brraucneno, %: C 64.03; H 4.81; N
7.86.
3-(4-MeTokcudpenun)-3-(4-¢proppenu)-
N-(2-pennmmTuna)nponanamug (11). Brixog 25%,
T. 1. 105-106°C. UK cnektp, v, cM': 3321 (NH),
1633, 1545 (C=0). Cnextp SIMP 'H, §, m. 1.: 2.58 T
(2H, CH,, J 7.3 T'n), 2.72 n (2H, CH,CH, J 7.9 '),
3.21 =.o (2H, CH,NH, J 7.3, 5.7 I'n), 3.74 ¢ (3H,
OCH;), 4.46 T (1H, CH,CH, J 7.9 T'), 6.73-6.78 m
(2H, C,H,OCHy;), 6.89-6.97 m (2H, C4H,F), 7.01-
7.23 M (9H,,), 7.58 ym.t (1H, NH, J 5.7 I'ry). Criexktp
13C, 8¢, M. 1.: 35.1 (CH,), 40.0 (CH,), 41.8 (NCH,),
44.9 (CH), 54.4 (OCH;), 113.2 (2CH), 114.2 o (2CH,
CeHyF, Je g 21.0 T'm), 125.3 (2CH), 127.6 (2CH),
128.1 (2CH), 128.1 (2CH), 128.8 0 (2CH, CcH,F, J¢
7.8 Tm), 135.8, 139.2, 140.2 o (CcH4F, Jep 3.1 '),
157.3, 160.4 n (CF, Jop 243.8 '), 169.4. Haiineno,
%: C 76.27; H 6.55; N 3.62. C,,H,,FNO,. Beruucie-
HO, %: C 76.37, H6.41; N 3.71.
3-{[3-(4-MeTokcudenunn)-3-(4-proppenn.)-
nponadHous]amMuno}-N,N,N-Tpumernanponan-1-
amuHuiinonna (12). Berxon 61%, 1. ot 49-50°C. UK
cnekTp, v,cM : 3298 (NH), 1636, 1569 (C=0). Cextp
SIMP 'H, §, m. 1.: 1.70-1.81 m (2H, CH,), 2.83 1 (2H,
CH,CH, J 8.0 I'm), 3.01-3.20 M [4H, 2N(CH,)], 3.05
¢ (9H, NMej3), 3.74 ¢ (3H, OCH,), 4.48 T (1H, CH, J
8.0 I'm), 6.76-6.81 m (2H, C4H,OCHy;), 6.93-7.01 m
(2H, C¢H4F), 7.15-7.20 m (2H, CcH,OCH;), 7.22—
7.29 m (2H, C(H,F), 7.88 ym. T (1H, NH, J 5.8 T'm).
Haiineno, %: C 52.71; H 6.11; N 5.56. C,,H;,FIN,O,.
Brrancaeno, %: C 52.80; H 6.04; N 5.60.
3-(4-MeTokcudpenni)-3-(4-propdenua)npo-
nanoatsl (13-15). K pactBopy 1 r (0.0036 Mmoms)
xyopanruapuaa 2 B 15 mur 6e3BogHOro OeH3o0Ma 1Mo
kamsim npu6asis 0.0036 Mo aMHHONPONAaHOIA
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60 1,3-6eH30THA30II-2-HIIMETaHOJIa pACTBOPEHHOTO
B 15 M Oe3BomHOro Oensona. CMech KMIIATHINA S5—
6 4, oxmaxaanu, 100aBisLIH c1abbli pacTBop Na,COs.
Otnensinu 6eH30IbHBIHN CII0H, 13 BOAHOTO CI0S TPOAYK-
TBI peaKH dKcTparupoBanu 6erzonom (3 x 20 mu).
OKCTPaKTHl CYITIH O€3BOAHBIM CEPHOKHCIIBIM Ha-
TpUEM U OTTOHsIM pacTBopuTenb. CoenuHenue 13
MEPEeKPUCTAIIIM30BBIBAIM U3 3TAHOJA.

(1,3-ben3zotua3on-2-uia)MeTuia-3-(4-MeToKCH-
¢pennn)-3-(4-propdpenmmnponanoar (13). Brixon
50%, T. 1. 72-74°C. UK cnektp, v, cM~': 1744 (C=0).
Cnektp AMP 'H, §, m. 1.: 3.14 1 (2H, CH,, J 8.0 '),
3.72 ¢ (3H, OCH;), 4.48 T (1H, CH, J 8.0 I'm), 5.36
¢ (2H, OCH,), 6.72-6.77 m (2H, C{H,OCHj;), 6.89—
6.97 m (2H, CcH,F), 7.10-7.15 m (2H, CcH,OCHj;),
7.20-7.27 m (2H, C{H,F); 7.36-7.42 m (1H), 7.44—
7.50 M (1H) u 7.88-7.96 m (2H, CcH,). Criextp SIMP
BC, 8¢, M. 1.: 39.9 (CH,), 44.8 (CH), 54.3 (OCH,),
62.2 (OCH,), 113.4 (2CH), 114.6 o (2CH, CcH,F,
Jop 21.2 Tm), 121.2 (CH), 122.6 (CH), 124.7 (CH),
125.5 (CH), 127.9 (2CH), 128.7 o (2CH, C{H,F, J¢
7.9 I'm), 134.5, 134.7, 139.1 o (CcH4F, Jop 2.9 Tn),
152.2,157.6,160.6 0 (CF, Jop 244.7 '), 164.8, 169.6.
Haiineno, %: C 68.28; H 4.74; N 3.38. C,,H,,FNO;S.
Brruucneno, %: C 68.39; H 4.78; N 3.32.

2-(umeTrnnamMuHuo)3Tujia-3-(4-merokcude-
H1)-3-(4-proppennm)nponanoar (14) m 1-(am-
MeTHJAMHUHO)NpPONaH-2-nia-3-(4-meTtokcude-
HuJ)-3-(4-propdpenna)nponanoar (15) — rycteie
MacJI000pa3HbIe BEIIECTBA, KOTOPHIE MPHU MEPETOHKE
pasnararoTcs, T03TOMY OHH OBLITH 0€3 IIpeIBapuTeIIb-
HOWM OYMCTKH MEPEBEJCHBI B COOTBETCTBYIOIINE aAMHU-
Huninonuasl 16, 17.

N,N,N-Tpumermiaakunamunuituonuast (16,
17). K s¢pupHomy pactBopy coenunenus: 14 wium 15
no0aBmsM 10 KarisiM d¢upHbIi pactBop CH;l. Oca-
JIOK OT(IIBTPOBBIBAIA W ITEPEKPUCTAIIIN30BBIBATTN
W3 rekcaHa.

2-{[3-(4-MeTtokcudenu)-3-(4-proppenu)-
nponanouwi|oxcen}-N,N,N-TpumMeTnidTaHaMUHU -
uonuza (16). Beixog 30%, 1. . 63—65°C. UK cnextp,
v, cM': 1738 (C=0). Cnextp SIMP 'H, §, m. a.: 3.10
o (2H, CH,CH, J 8.0 I'n), 3.20 ¢ (9H, NMey), 3.75
¢ (3H, OCH,), 3.73-3.78 m (2H, OCH,), 4.37-4.43
M (2H, NCH,), 4.47 T (1H, CH, J 8.0 I'), 6.77-6.82
M (2H, CcH,OCH,), 6.94-7.02 m (2H, C,H,4F), 7.14—
7.19 m (2H, C(H,OCHy), 7.24-7.31 m (2H, C,H,4F).
Cnextp °C, §, M. a.: 40.0 (CH,), 44.5 (CH), 52.8
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(NMes), 54.5 (OCH;,), 57.5 (OCH,), 63.5 (NCH,),
113.4 (2CH, C¢H,OCH,), 114.6 n (2CH, C4H,F, Jp
21.0 I'm), 128.1 (2CH, CcH,OCHj;), 128.8 n (2CH,
CeHyF, Jogp 7.8 T'm), 134.8, 1394 n (CiH4F, Jor
3.0T'm), 157.6,160.5 n (CF, J-p 247.2 T'my), 170.0 Haii-
neHo, %: C 51.82; H 5.51; N 2.94. C,,H,,FINO;. BoI-
yucieno, %: C 51.75; H5.59; N 2.87.

2-{[3-(4-MeTokcudenuni)-3-(4-propdenu.)-
nponanouaokcu}-N,N,N-Tpumeruanponan-1-
amunuitnonua (17). Beixon 53%, 1. . 139-141°C.
UK cnektp, v, cMm': 1732 (C=0). Cnekrp SIMP
'H, §, m. a.: 1.11 1 (3H, CH5, J 8.0 '), 3.06-3.10
M (2H, CH,), 3.11 ¢ (9H, NMe,), 3.73-3.77 m (2H,
NCH,), 3.74 ¢ (1.5H), 3.75 ¢ (1.5H, OCH,), 4.47
T (0.5H) m 4.49 T (0.5H, CH,CH, J 8.2 I'y), 5.24
(1H, CHCH;, J 6.3 I'ny), 6.76—6.81 m (2H), 7.14-7.20
M (2H, CgH,OCHy;), 6.93-7.02 m (2H), 7.24-7.32 m
(2H, C¢H,F). Haiineno, %: C 52.79; H 5.91; N 2.74.
Cy,H,FINO;. Beruncneno, %: C 52.70; H 5.83; N
2.79.

AHTHOAKTEPHATBHYI0 AKTUBHOCTH COCTMHEHUH
1-17 u3yyamm meromoMm muddys3uu B arape [9] mpu
OakTepuanbHOl Harpy3ke 20 MIIH MUKPOOHBIX TE Ha
1 M cpenbl. B ombITax MCTONB30BaNH TPAMIIOI0KH-
TenpHBIC Oakrepuu — Staphylococcus aureus 209p,
Bacilus subtilis, 1 rpaMmoTpULaTeNbHbIE MATOYKH —
Shigella flexneri 6858, Esherichia coli 0-55. PactBo-
PBI COETUHEHUI U KOHTPOJIBLHOTO Tpenapara (pypaso-
muoHa [10]) rorosumu B JIMCO B pa3senenun 1:20.
B uvamku Iletpu ¢ noceBamu BbIIIEyKa3aHHBIX LITaM-
MOB HaHOCHJI PaCTBOPBI HCCIIETyEMbIX COSIHMHEHUN
(0.1 mur). Yder pe3yabTaroB MPOBOAMIIN II0 AWAME-
Tpy (d, MM) 30H OTCYTCTBHSI POCTa MHUKPOOPTaHH3-
MOB TIOCJI€ CyTOYHOTO BBIPAIIUBAHUS TECT-KYIBTYD B
tepmocrare mpu 37°C. Cratuctiuueckyo oopaboTky
npooawiu 1o Metony Crbronenta—Puiepa. OnbITHI
MTOBTOPSJIN HE MEHEE TPEX pas.
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Synthesis and Antibacterial Activity
of 1-Aryl-3-(4-methoxyphenyl)-3-(4-fluorophenyl)propanamides
and Propanoates
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N-Acylation of some primary alkyl-, aryl-, and heterocyclic amines with 3-(4-methoxyphenyl)-3-(4-fluo-
rophenyl)propanoic acid chloride gave propanamide derivatives. The reaction of the above acid chloride
with N,N-dimethylpropane-1,3-diamine and the subsequent action of an ethereal solution of methyl iodide
affords 3-{[3-(4-methoxyphenyl)-3-(4-fluorophenyl)propanoyl]amino }-N,N,N-trimethylpropane- 1 -aminium
iodide. O-Acylated compounds — (1,3-benzothiazol-2-yl)methyl and 2-dimethylaminoalkyl 3-(4-methoxy-
phenyl)-3-(4-fluorophenyl)propanoates — were obtained by heating a mixture of the corresponding compounds
with 3-(4-methoxyphenyl)-3-(4-fluorophenyl)propionic acid anhydride. Their subsequent treatment with an
ethereal solution of methyl iodide leads to the corresponding N,N,N-trimethylalkane-1-aminium iodides. Anti-

bacterial activity of the synthesized compounds was studied.

Keywords: alkanaminium iodides, arylamines, N-acylation, propanamides, propanoates, antibacterial activity
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