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BsanmogencTerem saMeLLeHHbIX 4-aMUHO- UNN 4-aMUHOSTUNBEH30CYNbamMnaoB ¢ XropaH-
mapugamn 1,4-6eH3oanokcaH-2-kapboHoBol, 1,4-6eH3oamMokcaH-2-NponnoHoBor kucroT 1 N-(4-
kapbokcneHnn)-1,4-6eH3oMokcaH-2-kapbokcammuaa noryyeHbl TpW HOBLIX paAa cyrbdaHunamma-
HbIX NpousBoaHbIX 1,4-6eH3ogunokcaHa. MiccnegosaHa aHTUGakTepmanbHas akTMBHOCTE CUHTESWPO-
BaHHbIX COEAUHEHUIA.

bubn. ccbinok 7.

Bricokasi dapMakororMUecKasi aKTUBHOCTH TIPOU3BOAHBIX 1,4-BeH3o-
AVOKCaHa SIBASIETCST AOCTATOYHBIM OCHOBAHUEM AAST TTPOAOAKEHMST HMCCAEAO-
BaHUN B 9TOM pspy [1]. C MeABIO BEISIBAGHHUSI HOBBIX OMOAOTHYECKN aKTHUB-
HBIX BeIeCcTB HaMW pa3paboTaH AM3aWH CTPYKTYP, B KOTOPBIX yKazaHHOE
TeTEePOIMKANYECKOe SIAPO COYeTaeTcss C M3BEeCTHBIMU (papMaKo(OpPHLBIMHA
dparventamu. OAMH M3 HUX, B YACTHOCTH, OCTAaTOK N_3aMeIleHHOTO aMHuAa
4-aMWHO- UAM 4-aMHUHOITHADEH30ACYABL(POKNUCAOTEI, BXOAUT B COCTAB MHOTHX
TpUMeHsIeMBIX HEIHEe AeKapCTB aHTHOaKTepUarbHOTO AeUCTBUS [2,3].

B mpeacraBaenHol paboTe ommMcaH CHHTE3 HOBBIX CYAb(PaHUAAMHUAHBIX
TPOM3BOAHBIX, B KOTOPBLIX BEINIEeyKazaHHBIe (gparMeHTsl (1,4-6eH30pMOKCa-
HOBBIM 1 CyAb(paHUAGMUAHBIN) CBsSI3aHBI HEIIOCPEACTBEHHO (coepnHeHUs 2),
yepes 3TUALHBLIN MOCTHK (coepnHeHUs 3), a Takke TOCPEACTBOM aMHHOOeH-
30MABHOTO ocCTaTKa (coepmbenmus 4). Bo Bcex cayuasix mcxopnan n3 N-zame-
IeHHBIX 4-aMWHO- AW 4-aMnHo3THADGeH30ACyABpamuaoB (1). Mx B3anMo-
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AEMCTBHEM C COOTBETCTBYIONIMMU XAOpPaHTupAprpamMu [1,4-6eH3opmorkcaH-2-
KapbOHOBOM KUCAOTHI, 1,4-BeH30AMOKCaH-2-TTPOTTUOHOBOM KUCAOTHI, a TakyKe
N-(4-rapbokcudenna)-1,4-6erm3zoanoKcan-2-kapborcamrpa] OBIAM  CHUHTE3U-
poOBaHBI TPHU PSIAa TEAeBBIX CcoeAVHeHWN. PeakIuu TpPOBOAUAMCE B abc.
AMOKcaHe B NpHUCyTcTBUU nupuauHa npu 70-80°C. BreIxopbl cocTaBasitoT 60-

68%.
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R=H, n=0 (a); R=H, n=2 (b); R= 4,6-pumeTnannmpumMmupnH-2-ua, n=0 (c);
R= tmazoa-2-ua, n=0 (d); R= mmpupunu-2-ur, n=0 (e); R= amerur, n=0
(f); R= 6ensownn, n=0 (g) (1-4).

CrpoeHme M YHMCTOTA TPUBEAEHHBIX B CTaThe BENIECTB ITOATBEPIKAEHBI
(PpUBUKO-XUMAYECKUMU MeTopamMu 1 TCX.

Nsydena anTtnbakTeprasbHasi aKTUBHOCTb BCeX CHHTE3WPOBAHHBIX CYADL-
haHUAaMUAHBIX TPOU3BOAHBIX 1,4-BeH3oarOKCcaHa (2,3 1 4) Mo MeTopUKe [4]
npu OaKrepraabHOM Harpyske 20 min MUKPOOHBIX Tea Ha 1 ma cpepwl. B
OTIBITaX WCIIOAL30BAAU TPAMIIOAOKATEABHBIE cTapUAOKOKKA (Staphylococcus
aureus 209 p,1) m rpamorpunateabHbie naaodky (Sh. Dysenteriae Flexneri
6858, E.Coli 0-55). PactBOpHI coepmbenntt ToToBUAY B AMCO B pasBepeHUN
1:20.
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HNccaepoBaHnsi MOKa3aAW, UYTO BBINIEYKa3aHHBIE BeIeCcTBa ITPOSIBASIIOT
n3brpaTeAbHOe AEHCTBHE, ITOAABASSI POCT TOABKO TIPaMOTPHUIIATEABHBIX MUK-
poboB B 3ome apnamerpom (d) 9-12 mm. B oTHONIEHUN IPaMIOAOKUTEABHBIX
TECT-KYABTYP COEAMHEHUSI TOAHOCTLIO AUIIEHBI TPOTHBOMHKPOOHON aKTHB-
HoCcTH. B KauecTBe MOAOSKUTEABHOTO KOHTPOASI NCIIOAB30BAH A€KAPCTBEHHBIN
npenapat gpypasoAupcH [2], y KoToporo d = 24-25 mm.

JKCnepUMEeHTAJBHAA YaCTh

HUK-criekTpul cHATHI Ha criekTpoMerpe “Nicolet Avatar 330 FT-IR" B Ba-
36AMHOBOM MacAe, CcIekTpel AMP 'H — ma “Varian Mercury-300" B
AMCO-dg, pabouast wacrora 300 MIYy, BuyTpenHun cranpapt — TMC. Tem-
epaTyphl TAGBACHUS ONPeAeAeHbl Ha MUKPOHArpeBaTeALHOM CTOAnKe “Boa-
nuyc”. TCX mposepena Ha maactmikax “Silufol UV-254" B cucrteme GeH-
30A-areToH, 3:1, IposiBUTeAbL — Mapbl KOAQ.

Xnopaaruapuabl 1,4-0eH301H0KCAH-2-KAPOOHOBOI KHCTOTHI, 1,4-0eH30A10K-
caH-2-npormuoHoBoil KuciaoTsl n N-(4-rapOoxcnpennia)-1,4-0enzonmokcan-2-kap-
foKcaMH/Ia TTOAYYEHEI [0 MeTOAWKaM [5-7], COOTBETCTBEHHO.

N-3amemennnie cyJbpamvonadpenmaamuasi (2,3,4) (o0mas meroquka). Cvech
50 mmona coorBeTcTByIOIlero cyabdaHuramupa 1, 50 mmons XropaHTHAPHAA
1,4-6en30pAMOKCaH-2-KapboOHOBOM KUCAOTHI, 1,4-BeH30AMOKCaH-2-TTPOTTNOHO-
BOM KHCAOTHI AU N-(4-Kapbokrcudenna)-1,4-6eH3opnokcan-2-KapbokcaMupa
u 4.0 2 (50 mmona) nupuamHa B 40 M1 abc. AMOKcaHa KUTATAT 6-8 u. Peax-
IIUOHHYIO cMeCh BBIAMBAIOT B 100 M1 BOABI, BBINABIINE KPUCTAAABL OT(OUABT-
POBBIBAIOT, TTPOMEBIBAIOT pa3baBaeHHbIM pacTBopoM HCI (1:5), Bopo#, cymiar
U TIePeKPUCTAAAN30BLIBAIOT M3 CIIUPTA.

N-(4-Cyaspamomndenmn)-1,4-0enzoamorcan-2-kapookcamma  (2a). Brixop
68%, T. mA. 183-184°C, R; 0.45. Crektp AMP 'H & wma., Iy 4.30 (an, 1H, J=
11.4, 6.7, OCHy); 4.45(app, 1H, J= 11.4, 2.7, OCH,); 4.86 {(an, 1H, J= 6.7, 2.7,
OCH); 6.72-6.88 (M, 4H, CgHy); 7.02 (yur. c, 2H, NH,); 7.70-7.92 (M, 4H,
CgH4SO,); 10.19 (ym.c, 1H, NH). Hamipeno, %: C 53.49; H 4.04; N 8.14.
C5H14N,O5S. Beruncaeno, %: C 53.88; H 4.22; N 8.38.

N-(4-CyaspamomndendTin)-1,4-6en3ognorcan-2-kapoorcamma  (2b). Brixop
66%, T. mA. 188-189°C, R; 0.43. Cmekrp AMP 'H, §, m.p,., Iy: 2.85(t, 2H, J=
7.0, CHy); 3.33-3.52 (M, 2H, NCHy); 4.13 (aa, 1H, J= 11.3, 6.7, OCH,); 4.32
(an, 1H, J= 11.3, 2.7, OCHy); 4.59 ( ap, 1H, J= 6.7, 2.7, OCH); 6.81-6.85 (m,
3H) m 6.88-6.95 (m, 1H, CgHy); 7.02 (yimr. ¢, 2H, NHy); 7.25-72.29 (m, 2H ) n
7.71-7.75 (M, 2H, CgH4SO»); 7.94 (ymt, 1H, J= 5.9, NH). Hatiperno, %: C
56.78; H 4.87; N 8.06. C;7HgN,OsS. Brruncaeno, %: C 56.34; H 5.01; N 7.73.

N-{4-[N-(4,6-AuMeTHIMUPAMUAIH-2-II)CYTb(pavomi] penmnt; - 1,4-0eH30THOK-
can-2-kapoorcamma (2¢). Brrxop 64%, 1. ma. 230-233°C, Ry 0.40. Cnextp AMP
IH, 8, ma., I'y: 2.30 {c, 6H, 2CH3); 4.27 (aa, 1H, J= 11.4, 6.7, OCH,); 4.44
(an, 1H, J=11.4, 2.7, OCH,); 4.83 (aa,1H, J= 6.7, 2.7, OCH); 6.61 (c,1H, H-
4, mupumupanH); 6.77-6.87 (M, 3H) m 6.96-7.01(m, 1H, CgHy); 7.79-7.84 (M, 2H)
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u 7.94-7.98 (M, 2H, CgH,SO,); 10.17 (¢, 1H, NH); 11.12 (mr,1H, NH). Hatipe-
"o, %: C 56.98; H 4.43; N 12.57. C5HyoN,O5S. Beruncaeno, %: C 57.26; H
4.58; N 12.72.

N-4-[(N-Tuazoa-2-uacyasdamont)penmi]-1,4-0eH300KCcaAH-2-KapOOKCAMITT
(2d). Boxop, 63%, T. mA. 225-226°C, R; 0.52. Cuekrp AMP 'H, §, m.a., [y: 4.28
(an 1H, J= 11.4, 6.6, OCH,); 4.44 (ap, 1H, J= 11.4, 2.7, OCH,); 4.84 (an, 1H,
J= 6.6, 2.7, OCH); 6.80-6.87 (M, 3H ) u 6.97-7.01 (m, 1H, CgHy); 7.01 (a, 1H,
J= 4.6, NCH); 7.72-7.83 (M, 4H, CgH4SO»); 10.16 (c,1H, NH); 12.54 (u1, 1H,
NH). Hatipero, %: C 51.45; H 3.97; N 10.38. CgH5N305S,. Beruancaeno, %:
C 51.79; H 3.62; N 10.07.

N-4-[(N-ITupugun-2-uiacyabpavon) e -1,4-6en301norcan-2-kapooKc-
ammn (2e). Boxop, 67%, T. A, 222-223°C, Ry 0.58. Criektp AMP 'H & ., Iy
4.27 (Apn, 1H, J=11.4, 6.7, OCHy); 4.43 (ap, 1H, J =11.4, 2.7, OCH;); 4.83
(an, 1H, J= 6.7, 2.7, OCH); 6.78 (v, 3H) u 6.96-7.00 (M, 1H, CgHy); 7.13 (ym.
A 1H, J= 8.5, 6-H Py); 6.81 (m,1H, 4-H Py); 7.57 (ana, 1H, J= 8.5, 7.3, 1.9,
5-H Py); 7.79-7.86 (M, 4H, CgH4SO»); 8.00 (pp, 1H, J= 5.0, 1.9, 3-H Py); 10.17
(c, 1H, NH); 11.25 (m1, 1H, NH). Hatiaerno, %: C 58.77; H 4.51; N 10.46.
CyoH7N305S. Boruncaeno, %: C 58.38; H 4.16; N 10.21.

N-[4-(N-Anermwicyasdamont)penmi]-1,4-0emsoanorcan-2-kapoorcavma  (2f).
Breixop 68%, T. ma. 198-199°C, Ry 0.47. K-cmexTp, v, ewl: 3189, 3118 (NH),
1719, 1667 (CO), 1375, 1175 (SO,), 1592, 1500 (Ar). Cuekrp AMP 'H, §, m.a.,
Iy: 1.90 (c, 3H, CHs); 4.30 (aa, 1H, J=11.4, 6.7, OCH,); 4.45 (ppn, 1H, J=
11.4, 2.7, OCH,); 486 (aa, 1H, J= 6.7, 2.7, OCH); 6.81-6.88 (M, 3H) u
6.97-7.02 (M, 1H, CgHy); 7#.83-7.91 (M, 4H, CgH;SO,); 10.28 (¢, 1H, NH);
11.67 (c, 1H, NH). Hatipeno, %: C 54.68; H 4.67; N 7.81. C{;H;gN,OgS. BrI-
yncaeHo, %: C 54.25; H 4.28; N 7.44.

N-[4-(N-Benszomwicyaspamont) penmi]-1,4-0enzoamorcan-2-kapoorcamma (2g).
Breixop, 64%, T. mA. 215-216°C, Ry 0.53. MK-cmekTp, v, eml: 3288, 3193, 3129
(NH), 1711, 1675 (CO), 1375, 1175 (SO,), 1596, 1500 (Ar). Cnekrp AMP !'H,
o, m.a., Iy: 430 (pp, 1H, J=11.4, 6.7, OCH,); 4.44 (an1H, J=11.4, 2.7,
OCH,); 4.86 (aa, 1H, J= 6.7, 2.7, OCH); 6.81-6.87 (M, 3H ) u 6.97-7.02 (M,
1H, CgHy); 7.38-7.44 (M, 2H, 3,5-H) u 7.49-7.55 (M, 1H, 4-H CgHj ); 7.87-7.98
(M, 6H, 2,6-H CgHs u CgH4SO»); 10.30 (c, 1H, NH); 12.07 (c, 1H, NH). Hati-
aeto, %: C 60.63; H 4.42; N 6.77. CyyH gN,OgS. Brranicaeno, %: C 60.27; H
4.14; N 6.39.

3-(1,4-benzoanoxcan-2-mi)-N-(4-cyabpavomnpenmnnponanavma  (3a). Bror-
X0p 65%, T. mA. 194-195°C, R; 0.48. Cmektp AMP H, §, m.a., Iy 1.89-2.09 (M,
2H, CH,); 2.53-2.68 (M, 2H, CH,CO); 3.89 {(aa, 1H, J=11.2, 7.5, OCH,); 4.15-
4.23 (M, 1H, OCH,); 4.30 (appa, 1H, J=11.2, 2.3, OCH,); 6.72 -6.80 (M, 4H,
CgHy); 6.95 (ymr. ¢, 2H, NH,, ); 7273 (c, 4H, CgH4SOy); 10.07 (ymur. ¢, 1H, NH).
Hatiperno, %: C 56.59; H 4.33; N 7.48. C7;HgN,O5S. Buraricaeno, %: C 56.34;
H 5.01; N 7.73.

3-(1,4-bemzoanoxcan-2-mi)-N-(4-cyabpavomnpem runpomnanammg (3b). Bri-
xop, 60%, T. mA. 170-171°C, R; 0.50. Crerrp AMP 'H 5 m.a., Iy 1.79-1.92 (™,
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2H, CH,); 2.19-2.35 (m, 2H, CH,CO); 2.82 (1, 2H, J= 6.9, CH»-Ar); 3.31-3.38
(M, 2H, CH,NH); 3.84 (ap, 1H, J=11.2, 7.5, OCH,); 4.04-4.13 (M, 1H, OCH);
4.25 (pp, 1H, J=11.2, 2.2, OCHy); 6.71 — 6.81 (m, 4H, CgHy); 7.02 (ym1. ¢, 2H,
NH,); 7.30-7.35 (m, 2H) u 7.73-7.7#7 (M, 2H, CgH4SO,); 778 (t, 1H, J= 5.8,
NH). Hatiperno, %: C 58.22; H 5.34; N 6.89. CgH»»N,O5S. Brrancaeno, %: C
58.45; H 5.68; N 7.17.
3-(1,4-benzoanoxcan-2-mi)-N-4-[N-(4,6-muMeT M PAMITHH-2-IT) CyJIb(ha-

momnpenma|nponanamna (3¢). Berxop 67%, T. ma. 146-148°C, Ry 0.46. CmekTp
AMP H, §, m.a., [y: 1.86-2.08 (M, 2H, CH,); 2.29 (¢, 6H, CHj); 2.53-2.66 (M,
2H, CH,CO); 3.88 (ap, 1H, J=11.1, 7.3, OCH,); 4.13-4.23 (m, 1H, OCH); 4.29
(an, 1H, J=11.1, 2.3, OCH,); 6.60 (c, 1H, H-nupummuparna); 6.70-6.79 (M, 4H,
CgHy); 7.68-7.75 (M, 2H) m 7.88-7.94 (M, 2H, CgH4SO,); 10.08 (ymr. ¢, 1H,
NH); 11.08 (m, 1H, NH). Hatipeno, %: C 58.78; H 4.95 N 11.68.
Cy3HoyNLO5S. Boruncaeno, %: C 58.96; H 5.16; N 11.96.

N-4-[4-(Cyms pamonmndermarapdavont) penmi]-1,4-6eH30 MoK cAH-2-RapPOOKC-
ammn (4a). Berxop, 59%, T. A, 296-298°C, R; 0.41. Crmektp AMP 'H, 5 ma., Ty
431 (A, 1H, J =11.4, 6.7, OCH,); 4.48 (ap, 1H, J=11.4, 2.8, OCH,); 4.86
(an, 1H, J= 6.7, 2.8, OCH ); 6.82-6.89 (M, 3H) u 6.99-7.03 (m, 1H, CgH,); 6.98
(yir. ¢, 2H, NH,); 776-7.83 (m, 4H) u 7.93-8.00 (M, 4H, Ar); 10.13 (c, 1H,
NH); 10.23 (¢, 1H, NH). Hatipeno, %: C 58.02; H 4.53; N 9.11. Cy,H;gN304S.
Berurcaeno, %: C 58.27; H 4.22; N 9.27.

N-4-[4-(CymspamonndermmTuiarapoamomt)genmi]-1,4-0er30morcan-2-kap-
doxcamuyx (4b). Beixop 63%, T. mA. 255-256°C, R; 0.51. UK-cnekrp, v, ew'l:
3320, 3201 (NH), 1671, 1632 (CO), 1375, 1150 (SO,), 1596, 1500 (Ar). CrmerTp
AMP H, §, ma., Iy 2.96 (1, 2H, J= 6.9, CH,); 3.53 (ta, 2H, J=6.9, 5.6,
NCHy); 4.30 {(pa, 1H, J =11.4, 6.7, OCH,); 4.46 (pp, 1H, J=11.4, 2.8, OCH,);
4.84 (ap1H, J= 6.7, 2.8, OCH ); 6.81- 6.88 (M, 3H) m 6.98-7.02 (M, 1H,
CgHy); 7.02 (ymr. ¢, 2H, NHy); 7.34-7.39 (M, 2H) n 7.68-7.80 (M, 6H, Ar); 8.26
(ymr. T, 1H, J= 5.6, NH); 10.01(c, 1H, NH). Hatipero, %: C 59.595; H 4.67; N
8.94. Cy Hy3N306S. Brrumcaeno, %: C 59.86; H 4.81; N 8.73.

N-{4-[4-(N-(4,6-InveTnmmrpuMu TaH-2-11) CyJIh (havont) peHmakapo amMomi]
denm}-1,4-0ensoqnorcan-2-gapoorcamua (4¢). Bexop 66%, T. ma. 221-222°C, Ry
0.42. Cuekrp AMP 'H, &, m.a., I'y: 2.31 (c, 6H, 2 CHj); 4.30 (ap, 1H, J= 11.4,
6.7, OCH,); 4.47 (pn, 1H, J= 11.4, 2.8, OCH,); 4.86 (ap, 1H, J= 6.7, 2.8,
OCH); 6.61 (¢, 1H, H-nupumupavHa); 6.79-6.88 (M, 3H) m 6.99-7.03 (M, 1H,
CgHy); 7.78-7.82 (M, 2H) u 7.92-7.97 (M, 6H, Ar); 10.12 (¢, 1H, NH); 10.23 (c,
1H, NH); 11.06 (m, 1H, NH). Hatipeno, %: C 60.37 H 4.24; N 12.28.
CygHysN5O6S. Boruncaeno, %: C 60.10; H 4.50; N 12.52.

N-{4-[4-(N-Tua3zona-2-ujicyJab pavont) pernnmarapo amoni| penmty-1,4-0enso-
anorcan-2-kapooxcamuna (4d). Berxop 63%, T. ma. 250-251°C, Ry 0.47. Cmekrtp
AMP H, 5, ma., Iy 431 (pa, 1H, J= 11.4, 6.7, OCH,); 4.48 (pp, 1H, J=
11.4, 2.7, OCH,); 4.86 (pa, 1H, J= 6.7, 2.7, OCH); 6.60 (p, 1H, J=4.6, CHS);
6.82-6.88 (M, 3H) u 6.99-7.03 (M, 1H, CgHy); 7.01(a 1H, J=4.6, CHN); 7.73-
7.78 (M, 2H), 7.78-7.82 (m, 2H) u 7.91-7.98 (M, 4H, Ar); 10.12 (c,1H, NH);
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10.21 (c, 1H, NH); 12.53(ym. ¢, 1H, NH). Ha#ipeno, %: C 55.48; H 4.00; N
10.15. Cy5H5pN4OgS,. Berumcaeno, %: C 55.96; H 3.76; N 10.44.

1,4-AGLONERO-LUNULE LAC UNFLOWLRLUU USSP, oUW LS3UL LG R
UhLEGY

U. 0. LUM-uL3udL, 4. U. g Ua-30'L, U. £, UUrQU3U'L, | G UUCGUC3UL,
N\ UL USEOUL3UL I 1 Jd. NUCLNLhu3uL

Stoquidpupfnd d-misptine b d-wdplb Ffypligmungudhqibph b 1,4-plignghopuni-
2-lpapprnsfdfiiffp, 1,4-pbugnafropuuts-2-yyprugfnbff@ifp, phgugby bub N-(4-fuppopup-
Plify)-1 4-phiggnifropuuti-2-huppopuunlpop  pyapubiSfppgbbpl  dfungyby fFyup
upifdbagfly i 1d-pligmgpopuniify Sudungquumnfunds uneyuubfrpuisdfopuypls wnduiligpug-
ulpf bplp unp puppbyp: Mevnedvuuppfly § umgifud dpugnefdynvbibph Sulpupulpnbppuy
uilpapef e fFyrnciip i

SYNTHESIS OF NEW SULFANYLAMIDE DERIVATIVES
OF 1,4-BENZODIOXANE

S. 0. VARDANYAN, A. S. AVAGYAN, A. B. SARGSYAN, E. A. MARGARYAN,
H. M. STEPANYAN and R. V. PARONIKYAN

The Scientific Technological Centre of Organic and
Pharmaceutical Chemistry NAS RA
A. L. Mnjoyan Institute of Fine Organic Chemistry
26, Azatutyan Str., Yerevan, 0014, Armenia
E-mail: avagal@ mail.ru

By interaction of substituted 4-amino- and 4-aminoethylbenzolsulfamides with
chlorides of 1,4-benzodioxan-2-carboxylic acid, 1,4-benzodioxan-2-propionic acid and
N-(4-carboxyphenyl)-1,4-benzodioxan-2-carboxamide appropriate three rows of new
sulfanylamide derivatives of 1,4-benzodioxanes have been obtained. The condensation
reactions were realized in the presence of pyridine in dry dioxane. The antibacterial
properties of the new sulfanylamides have been investigated. All synthesized compounds
showed selective antibacterial activity against Gram-negative bacteria.
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