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Konpencanueit 2,3-guruzapobenso[b][1,4]anoxcun-6-amuna Kak ¢ 4,6-3aMelieHHBIMU XpOMaH-2-OHaAMH,
APMIM30THOLMAHATAMMY, TAaK U C PALOM XJIOPAHTHIPHULOB KUCIOT MONTyIeHbl aMUIbI, KUCIOTHAS 9acTh KOTO-
PBIX IIpeACTaBIeHa apYIBHBIMY, AUAPUIBHBIMY, T€TEPOLUKINYECKUMH U LIUKIOAaIKaHOBBIMU (PparMeHTaMu.
Bzaumopeiicreuem N-(2,3-guruppoberso[b][1,4]guokcun-6-mi)-4-aMuHOGEH3aMUa C XJIOPAHTUAPUAAMH 3a-
MeleHHbIX OeH30MHBIX KUCJIOT B Cpejie NMOKCaHa B IPUCYTCTBHY IMHPHUIMHA CHHTE3HPOBAHBI COOTBETCTBYIO-
yie JUaMU/BL.

Visyuena aHTH6GaKTepHATbHAS AKTUBHOCTD IOMYYEHHBIX COeIUHEHHMH.

Bu6n. cepnok 17.

Panee HamMu COOGIIAIOCH O CHHTE3€e U GMOJOTUYECKON aKTUBHOCTH GOJIBIIOTO KJIac-
ca apwiankmwiaMuzios [1], amunoamuzos [2,3], amuzokucior (4] u guaMuzos [5] B pany
TaKUX a30T- ¥ KUCJIOPOJCOAEPKAIUX eTePOLUKIMYECKIX COeAUHEHUI KaK N30XUHO-
auH [6], Terparuzpponupas [7] u 1,4-6ensoxuokcan [8,9]. I[lockompKy amMugsl COCTaB-
JITIOT CTPYKTYPHYIO OCHOBY MHOTHX JIEKAPCTBEHHBIX CPEJICTB KaK PACTUTENBHOrO, TaK U
CHHTETHYIeCKOTO IIPOMCXOX/IEHIS, HAMU C LEJIbI0 U3ydeHMs (HU3HOTOTUIECKON aKTHB-
HOCTY IIOJY4YeH PAZ HOBBIX aMHUZOB ¥ AMAMUIOB [ IIPOM3BOIHBIX 2,3-AUrUApOGEH-
30[b][1,4]mnokcun-6-amuna [10-12]. C gpyroif CTOPOHSHI, U3BECTHO, YTO IIPOU3BOJHBIE
IUAPUINPONNOHOBBIX KICIOT TaKKe O0JaJAl0T WHPOKHM CIEKTPOM GHOJIOTMYECKUX
cBoiictB [13,14]. Micxonsa U3 9TOro oCylecTBIeH cuHTe3 1,4-6eH3040KCaH3aMelleHHBIX
aMUOB AMAPIUIIPONNOHOBBIX KHCIOT 2-4, COZEpKAlluX B OZHOM M3 apOMaTHYECKUX
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sZiep, HapALy C aTOMOM GpoMa, TUAPOKCUIBHYIO IPYIIIY B OPTO-TIOJIOKEHUH. AMUBI 2-
4 monyuens! peaxiueit 2,3-gurugpobenso[b][1,4]guoxcun-6-amuna (1) ¢ 4-3amemeH-
HBIMU (peHUI-6-0pOMXPOMaH-2-0HaAMH, COIIPOBOXKIAONIEHCS IIPOMEXKYTOYHBIM PACKPBI-
THEeM JIaKTOHHOTO Iukia (cxema 1).

Cxema 1
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R=H(2); Br (3); F (4).

JIJ1s1 BBIABIEHUSA 3aBUCUMOCTH GMOJIOTUYECKOM aKTUBHOCTH BEILIECTB OT CTPYKTYPHI
B3aMMOZENCTBUEM aMuHa 1 ¢ 3aMeleHHbBIMY U30THOLUAHATAMHY TI0Iy4YeHs! 1,3-nusame-
LeHHble IPOM3BOLHBIE THOMOYEBUHBL 5-7, 2 ¢ XJIOPAaHTUAPUAAMY APUIAIKUI-, aPUI-
LUKJIOANKUJ-, TeTEPUTI- U [UKJIOATKUIKAPOOHOBBIX KUCIOT — COOTBETCTBYIOLE aMU/BL
8-20 (cxema 2).

Cxema 2

[:D/H\[S]’H\R RN=C=S ClJI\R [OD/ \[Cl)/R

5-7 8-20
R=CH,(5), R=COCH, R=COCHC H(7)

255
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OCH,

CH,
R= /@\Et an. r= /[O\iCHz (18), R=cH—C H/OC (19, Rr= —O—NO (20)

Hanuuawne B crpykrype amuza 20 HUTPOrpYIIIIbI IIO3BOIMIO HAM IIEPEUTH K HECHM-
METPUYHBIM JUAMULAM I-aMUHOOEH30MHOM KUCIOTH. Tak, BOCCTAaHOBIEHIEM COeUHE-
Hus 20 aTOMapHBIM BOZOPOLOM ObLIT IONy4eH ¢ BoixozoM 74% N-(2,3-muruzpoben-
30[b][1,4]grokcuH-6-mn)-4-amunobensamuy, (21). BsaumogeiicTBre mocienHero ¢ XJo-
PaHTHUApUIAMY 3aMelIeHHbIX OEeH30MHBIX KUCIOT B Cpefie AUOKCaHA U B IPUCYTCTBUU
MUPUUHA IIPUBEJIO K LIeJeBFIM UAMUAM I-aMHUHOOGEH30MHOM KUCIOoTh 22-25 ¢ BbIXO-
mavu ~ 75-80% (cxema 3).
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Cxema 3
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22-25

R'=H, R? = CH;O (22); R = R? = CH30 (23); R! = NO2, R? = CH:O (24); R' = Br, R2 = H
(25).

CTpoeHue IOXy4YeHHBIX COEIWHEHWH M WX HHAWBULYATBHOCTH IIOATBEPKAEHBI
pauasivu K- u AMP'H- cnexTpos, YnucToTa IpoBepeHa TOHKOCIOMHOMN XpoMaTorpa-
dueit (TCX).

AnTtubakTepuanbHasg aKTUBHOCTh IIOJTY4YEHHBIX COeNUHEHUIH H3ydYeHa MeTOZOM
"mubdysuu B arape" mpu OakrepmanbHOM Harpyske 20 azH MEKpPOOHBIX Teld Ha 1 mr
cpenst  [15]. B omsITax MCIONB30BalIM — TPAMIOJIOXUTENbHbIE CTADUIOKOKKU
(Staphylococcus aureus 209 p, 1) u rpamorpunarensusie mamouku (Sh. dysenteriae
Flexneri 6858, E. Coli 0-55). PactBops! coepunenuii rorosunu B JMCO B KoHLeHTpa-
nuu 1:20. YueT pe3ynpTaToB IPOBOAMIN IO JUAMETDPY 30HBI OTCYTCTBHS POCTa MUKPO-
60B Ha MeCTe HaHECEHUS BEIECTB IIOC/IE CYTOYHOTO BBIPALIMBAHUS TECT-KYIBTYP B TEP-
mocrare npu 37°C. B xauecTBe HOIOKUTETBHOrO KOHTPOJIS HCIIOIB30BAIN MU3BECTHBIM
JIeKapCTBEHHBIH Ipemnapat ¢ypasonuoH [16].

WccnepoBanus mokasay, 4To coepuHerue 18 c 4,5-gumernndypaHoBsIM 3aMeCTH-
TeJleM IIPOSABIAET YMEPEHHYI0 aHTHMUKPOOHYIO aKTHBHOCTh B OTHOIIEHWM BCEX HC-
IIOJIb30BaHHBIX MTaMMOB (d=15-17 ma), a coenunenns ¢ 6enzodypanossm (11) u dbypa-
HOBBIM (15) 3amectuTensmu 061a7a10T c1aboit 6aKTepHOCTaTHIECKOH aKTUBHOCTBHIO, II0-
IaBJsg poCcT MUKPOGOB B 30He aumamerpoM 9-11 marz OcranbHble COefUHEHUS IIPOSB-
JISIOT €1a0yI0 aKTUBHOCTH TOJIBKO B OTHOIIEHUY Au3eHTepuitHO# manouku (d=9-10 am).

Bce mcmeITyemble BelecTBa IO aKTUBHOCTH CYIIECTBEHHO YCTYHAOT (GypasolIuoHy
(d=23-10 mm).

OKCIIepUMeHTaIbHAA JacTh

UK-cnexrps: cuarst Ha cuektpomerpe “Nicolet Avatar 330 FT-IR” B BazesnnHOBOM
macie, ciektpsl AMP!H — na “Varian Mercury-300” 8 DMSO-ds, BHyTpeHHII cTaHAApT
— TMC. Temneparyps! I1aBIeHUA OIIpe e IeHbl HA MUKPOHArpeBaTeIbHOM CTOIHKE
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"Boanuyc”. TCX mposezsena Ha miactuakax “Silufol UV-254”. TlposBurens —
Tapsl Hoza.

Cumnres 2,3-gurunapobenso[b][1,4]suoxcun-6-amuna (1) ocymecrsien cor-
nmacHo [17].

O6mas wmeropuka moxyderus N-(2,3-gurugpobenso|b][1,4]suoxcun-6-
WI)-3-3aMeIleHHbIX Auapuinponanamunos (2-4). Cvecs 0.004 mozg amuna 1 u
0.004 017 cooTBeTCTBYIOLETO 4-3aMeleHHOTO (peHMI-6-6poM-XpoMaH-2-0Ha B
70 mr 6ensona xkunarar 6 v. [lo oxnaxxzenuu npomserBator 5% pacrsopom HC,
3aTeM BOJOW U OTTOHSIOT GeH307. OCTaTOK KPUCTAIU3YIOT U3 TeKCaHa U IIepeK-
PUCTa/TM30BBIBAIOT U3 dpupa.

N-(2,3-Aurugpobenso[b][1,4] suoxcun-6-mn)-3-(5-6pom-2-ruppoxcude-
uun)-3-penunnponanamuy, (2). Berxoz 74.6%, t.m1. 186-188°C. Rr 0.48. Haiize-
HO, %: C 60.69; H 4.32; N 2.91. C23H20BrNO4. Beruucaeno, %: C 60.80; H 4.41; N
3.08. Crrextp AMP'H, 8, m.z., /- 2.95 (z, 2H, /= 8.0, CHCHy); 4.14-4.22 (m, 4H,
OCH2CH:0); 4.87 (1, 1H, /= 8.0, CHCH>2); [6.62 (z, 1H, /= 8.7, H(8)), 6.84 (g,
1H, i=8.7, p=2.4, H(7)) u 7.09 (z, 1H, /= 2.4, H(5)), CeHs]; [6.70 (m, 1H, /=
8.6), 7.04 (axm, 1H, si= 8.6, p=25) u 7.12 (M, 1H), CéHsBr]; 7.19-7.30 (M, 5H,
CeHs); 9.41 (c, 1H, OH); 9.48 (yur.c, 1H, NH).

N-(2,3-Aurugpo6enso[b][1,4] suoxcun-6-mn)-3-(5-6pom-2-rugpoxcude-
Hu)-3-(4-6pomdenmn)uponanamug (3). Bexox 64.3%, T.awr. 193-195°C. Re
0.44. Hasineno, %: C 51.67; H 3.48; N 2.43. C23H19Br2NOs. Brruucieno, %: C
51.78; H 3.56; N 2.62. Cuextp AMP'H, §, m.z., /71 2.94 (m, 2H, CHCHo>); 4.18
(M, 4H, OCH2CH:0); 4.82 (1, 1H, /= 7.8, CHCH>); [6.62 (m, 1H, /= 8.7, H(8)),
6.84 (zx, 1H, Ji=8.7, h=2.4, H(7)) u 7.09 (z, 1H, = 2.4, H(5)), CsHz]; [6.71 (m,
1H, /= 8.5), 7.06 (zx, 1H, =85, h=25)u 7.21 (g, 1H, /= 2.5), CéHsBr]; [7.22
(v, 2H) 1 7.36 (v, 2H), CsH4Br]; 9.48 (¢, 1H, OH); 9.51 (ym.c, 1H, NH).

N-(2,3-Aurugpo6enso[b][1,4] suoxcun-6-mn)-3-(5-6pom-2-ruppoxcude-
Hu)-3-(4-dTopdennn)uponanamuy (4). Berxon 72.5%, T.11. 160-162°C. R¢ 0.51.
Haitmeno, %: C 58.29; H 3.98; N 2.71. C2sH19BrFNOu4. Beruncieno, %: C 58.47; H
4.03; N 2.97. UK-cnextp, v, e’ 3346 (NH); 1630 (C=0); 1600 (C=C apom.).
Cnextp AMP'H, 6, m.x., I 294 (n, 2H, /= 7.9, CHCH»); 4.18 (m, 4H,
OCH2CH:0); 4.85 (1, 1H, /= 7.9, CHCH>2); [6.62 (n, 1H, /= 8.7, H(8)), 6.84 (g,
1H, i=8.7, p=2.5, H(7)) u 7.09 (m, 1H, /= 2.5, H(5)), CeHs]; [6.71 (m, 1H, /=
8.5), 7.05 (mm, 1H, /i=8.5, p=2.4) u 7.20 (m, 1H, /= 2.4), CsHsBr]; [6.95 (m, 2H)
u 7.28 (v, 2H), CeH4F]; 9.45 (c, 1H, OH); 9.49 (ymur.c, 1H, NH).

N-(2,3-Auruapobenso[b][1,4] guokcun-6-1m)-3-3aMemEHHbIe IIPOU3BOAHbIE
tuomouepuHsl (5-7). Cmecs 0.01 mozg amuna 1 u 0.01 mo.sz9 3ameniernnoro de-
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Huwinzotronuanara B 50 a7 abe. 6ensosna kunatat 3 7. [lo oxyakgeHny mpuin-
BatoT 15 mr 10% HCI, 6eH3ompHbIHM €10 IPOMBIBAIOT BOZON ¥ KPHUCTALINIEC-
KMl OCTaTOK IIOC/Ie OTTOHKK OeH30J1a IIepeKpUCTa/UIM30BBIBAIOT K3 3TAHOJA.
TCX B cucreme 6eH301—aleTOH, 4:1.

N-(2,3-Ourugpo6enso[b][1,4] suokcun-6-mn)-3-penmrruomouesuna  (5).
Beixox 60.0 %, T.mr. 112-114°C. Rr 0.52. Haiimeno, %: C 62.88; H 4.76; N 9.63; S
11.05. C1sH14N20:2S. Brraucneno, %: C 62.94; H 4.89; N 9.79; S 11.19. Cnextp
AMPH, 68, m.z., I 4.21 (m, 4H, OCH2CH20); [6.76 (m, 1H, /= 8.7, H(8)), 6.83
(mm, 1H, i=8.7, h=25, H(7)) n 7.08 (m, 1H, /= 2.5, H(5)), CeHs]; [7.12 (M, 2H),
7.28 (m, 1H) u 7.59 (m, 2H), CeHs); 9.13 (ymr.c, 1H, NH); 9.34 (yur.c, 1H, NH).

N-(2,3-Aurugpobenso[b][1,4] suoxcun-6-mn)-3-6enzorwrrnomoueBuHa (6).
Breixox 64.5%, t.m1. 153-155°C. Re 0.43. Hatimeno, %: C 60.93; H 4.28; N 8.79; S
10.04. CisH14N20sS. Brraucieno, %: C 61.15; H 4.46; N 8.92; S 10.19. Cnextp
AMPH, 6, m.x., I 4.27 (m, 4H, OCH2CH20); [6.80 (z, 1H, /= 8.7, H(8)), 7.02
(am, 1H, i=8.7, h=2.4, H(7)) u 7.34 (m, 1H, /= 2.4, H(5)), CeHs]; [7.48 (M, 2H),
7.59 (v, 1H) u 8.02 (v, 2H), CeHs); 11.14 (yur.c, 1H, NH); 12.74 (yur.c, 1H, NH).

N-(2,3-Aurugpobenso[b][1,4] suoxcun-6-m)-3-(2-peHunnanerni)THOMOqe-
suHa (7). Borxox 64.0%, 1.m1. 148-149°C. Rr 0.48. Hatizeno, %: C 62.01; H 4.65;
N 8.31; S 9.69. Ci7H1sN203S. Brruucieno, %: C 62.19; H 4.88; N 8.54; S 9.76.
Cnextp SAMP'H, 8, m.zx., I 3.74 (m, 2H, CH2CO); 4.24 (M, 4H, OCH2CH20);
[6.75 (m, 1H, /= 8.7, H(8)), 6.92 (zzm, 1H, h1=8.7, h=2.4, H(7)) u 7.27 (z, 1H, /=
2.4, H(5)), CeHs); 7.18-7.37 (m, 5H, CeHs); 11.45 (yur.c, 1H, NH); 12.41 (ym.c,
1H, NH).

N-(2,3-Aurugpobenso[b][1,4]auokcun-6-1) 3aMeménnbie Kap6OKCaMHAbI
(8-20). K cmecu 0.005 amozg amuna 1 u 0.005 mo.zzg Gessoguoro nupuguaa B 70
Mt abe. Gensosna npubasisiior npu Berpsxusanuu 0.005 mozg cooTBeTCTBYyOMIE-
TO XJIOpPAaHTUIpPUAA -HUTPOOeH30HoM KucaoTel B 60 ar abe. 6ensona. Kums-
TAT Tpu mepememuBaHuy 5 7. [To oxymakgeHHu mpuGaBisIOT K PeaKI[MOHHOMN
cmecu 5% pacTBop conAHOM KUCTIOTHL 10 pH 2. BeH30IbHBIH CI0I IIPOMBIBAIOT
50 azr Bogsl, 3aTeM 5% pacTBOpOM COZBI U CHOBA BOZOH 0 HEHTPaIbHOMH peak-
nuu. OTroHA0T GeH30JI, OCTaTOK KPUCTALIH3YIOT u3 Gensona. TCX B cucreme
GeH30/I—-aleToH, 4:1.

N-(2,3-Aurugpo6enso[b][1,4] suokcun-6-mn)-1-(3,4-gumeroxcude-
HUI)uuKIoneH-rankapookcamug, (8). Brxon 68.0%, T.mr. 155-156°C(sTamou).
Rr 0.48. Hatimeno, %: C 68.71; H 6.22; N 3.45. C»H2sNOs. Bsruncieno, %: C
68.92; H 6.53; N 3.66. K-cuextp, v, cxr’: 3325 (NH); 1660 (C=0); 1590,1610
(C=C apom.).Cnextp AMP'H, §, m.x., /1 [1.70 (M, 4H), 1.90 (M, 2H) u 2.59 (m,
2H), CsHs]; 3.77 (c, 3H, OCHs); 3.81 (¢, 3H, OCHs); 4.18 (m, 4H, OCH2CH:0);
[6.62 (m, 1H, /= 8.7, H(8)), 6.89 (ax, 1H, /i=8.7, £=2.5, H(7)) u 6.93 (m, 1H, /=
2.5, H(5)), CeHs]; [6.79 (m, 1H, /= 8.1), 6.91 (azm, 1H, /i=8.1, h=2.4) u 7.11 (g,
1H, /=2.4), CeHsC]; 8.48 (ymur.c, 1H, NH).
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N-(2,3-Aurugpo6enso[b][1,4] suoxcun-6-nn)-4-(3,4-gumeroxcude-
HWJI)TeTparuApo-nupan-4-kapooxcamug, (9). Brixom 67.5%, t.mr. 134-135°C
(6enson). Rr 0.48. Haitgeno, %: C 65.89; H 6.04; N 3.32. C22H2sNQOs. Beruncieno,
%: C 66.17; H 6.27; N 3.51. UK-cuekrp, v, e’ 3250 (NH); 1630 (C=0);
1595,1605 (C=C apom.).Crextp AMP'H, §, m.x., /171 [1.84 (m, 2H, CH2) u 2.14
(M, 2H, CHz2), CsHsO]; [3.43 (m, 2H, OCH2) u 3.70 (M, 2H, OCH2), CsHsO]; 3.78
(¢, 3H, OCH3); 3.79 (c, 3H, OCHa); 4.19-4.25 (M, 4H, OCH2CH20); [6.64 (m, 1H,
J=8.7, H(8)), 6.89 (mx, 1H, si=8.7, h=2.4, H(7)) u 6.98 (x, 1H, /= 2.4, H(5)),
CeHs]; [6.78 (m, 1H, /= 8.2), 6.93 (zm, 1H, i=8.2, h=2.3)u 7.12 (m, 1H, /= 2.3),
CeHsC]; 8.50 (ymr.c, 1H, NH).

N-(2,3-Aurugpobenso[b][1,4] suoxcun-6-mi)-4-peHuaTeTparuAponupaH-
4-xap6oxcamuz, (10). Berxon 83.5%, t.mmr. 141-142°C (a¢up). Re 0.52. Haiizneno,
%: C 70.69; H 6.02; N 4.05. C20H21NOs. Beruucieno, %: C 70.80; H 6.19; N 4.13.
Cnexrtp AMP'H, 6, m.z., /7 [1.87 (M, 2H, CH2) u 2.32 (m, 2H, CH2), GsHsO];
[3.54 (M, 2H, OCH2) m 3.73 (m, 2H, OCH2), CsHsO]; 4.15-4.22 (m, 4H,
OCH:CH20); [6.62 (m, 1H, /= 8.6, H(8)), 6.93 (nx, 1H, /i= 8.6, h=2.4, H(7)) u
7.08 (z, 1H, /= 2.4, H(5)), CeHs]; 7.12-7.43 (M, 5H, CsHs); 8.90 (yur.c, 1H, NH).

N-(2,3-Juruapobenso[b][1,4]anoxcun-6-mr)6ensodypan-2-kapGoxcaMus,
(11). Bexog 61.5%, t.mn. 162-163°C (a¢up). Rr 0.44. Haitneno, %: C 69.07; H
4.28; N 4.53. C1i7H13NOs. Beraucieno, %: C 69.15; H 4.41; N 4.75. UK-cniexTp, v,
cv’: 3106 (NH); 1646 (C=0); 1558,1600 (C=C apom.). Cextp AMP'H, §, m.z.,
I 4.21-4.28 (m, 4H, OCH2CH:0); [6.73 (m, 1H, /= 8.7, H(8)), 7.23 (ux, 1H, ji=
8.7, h=25,H(7)) u 7.40 (m, 1H, /= 2.5, H(5)), CeHs]; [7.28 (M, 1H), 7.40 (m, 1H),
7.60 (M, 1H) u 7.71 (M, 1H), CeéHa4); 7.57 (@, 1H, /= 0.9, H(3), Fur); 9.95 (ymr.c,
1H, NH).

N-(2,3-Aurugpo6enso[b][1,4] sroxcuH-6-1I)IUKIONIPOIaHKAPOOKCAMILT
(12). Berxox 80.5%, T.mm. 131-132°C (rekcan). Rr 0.53. Hatigeno, %: C 65.82; H
5.81; N 6.23. C12H13NOs. Beraucieno, %: C 65.75; H 5.94; N 6.39. UK-cniexTp, v,
cv’: 3230 (NH); 1644 (C=0); 1605 (C=C apom.). Crextp AMP'H, 8, m.1., /I
[0.66-0.77 (m, 2H) u 0.82-0.87 (m, 2H), 2CH>2)]; 1.68 (M, 1H, CH); 4.16-4.23 (m,
4H, OCH2CH:0); [6.64 (m, 1H, /= 8.7, H(8)), 6.92 (ax, 1H, /i= 8.7, k= 2.5, H(7))
u7.16 (z, 1H, /= 2.5, H(5)), CeHs]; 9.62 (yur.c, 1H, NH).

N-(2,3-Aurugpobenso[b][1,4] srokcuH-6-1I)IUKIOreKCAaHKaPOOKCAMHU T,
(13). Berxoz 74.0%, t.ma. 131-132°C (6emsoun). Re 0.50. Haitneno, %: C 66.81; H
7.11; N 5.19. CisH19NOs. Brraucneno, %: C 66.97; H 7.28; N 5.36. IK-cmexTp, v,
cv: 3325 (NH); 1652 (C=0); 1597 (C=C apowm.). Crextp AMP'H, 8, m.1., /I
[1.20-1.53 (M, 5H, CH2) u 1.64-1.84 (m, 5H, CHa2), CéHn)J; 2.22 (M, 1H, CH,
CeHu1); 4.16-4.23 (m, 4H, OCH2CH:0); [6.63 (z, 1H, /= 8.7, H(8)), 6.93 (ax, 1H,
Ji=8.7, h=2.4,H(7)) u7.17 (5, 1H, /= 2.4, H(5)), CeHs]; 9.20 (yur.c, 1H, NH).

N-(2,3-Aurugpo6enso[b][1,4] suoxcun-6-ua)tnoden-2-kapboxcamuz, (14).
Brixox 67.0%, T.mma. 141-142°C (rexcan). Re 0.53. Haitgeno, %: C 59.68; H 4.03;
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N 5.20; S 12.05. CisHuNOsS. Beruucieno, %: C 59.77; H 4.21; N 5.36; S 12.26.
Crmextp AMP'H, 6§, m.1., /7 4.18-4.24 (M, 4H, OCH2.CH:0); 6.53 (zz, 1H, /i =
3.3, =1.7, H(4), Thioph.); [6.71 (zm, 1H, /= 8.6, H(8)), 7.16 (nz, 1H, /i=8.6, k=
2.5, H(7)) u 7.34 (m, 1H, /= 2.5, H(5)), CeéHs]; 7.21 (mm, 1H, i = 3.3, 5= 0.8, H(3),
Thioph.); 7.68 (ng, 1H, i=1.7, 2= 0.8, H(5), Thioph.); 9.67 (ym.c, 1H, NH).

N-(2,3-Aurugpobenso[b][1,4]srnokcuu-6-nn)bypan-2-kap6okcamug (15). Brrxon
63.5%, T.mn. 155-156°C (6enson). Re 0.50. Hatimeno, %: C 63.55; H 4.28; N 5.62.
CisBHuNOs4. Bsraucieno, %: C 63.67; H 4.49; N 5.71. UK-cmekrp, v, cur’: 3180 (NH);
1670 (C=0); 1575,1610 (C=C apom.). Cuexrp AMP'H, 8, m.x., [ 4.19-4.26 (M, 4H,
OCH2CH:0); 6.55 (az, 1H, /i= 3.4, 2= 1.8, H(4), Fur.); [6.70 (m, 1H, /= 8.7, H(8)), 7.15
(nm, 1H, fi=8.7, h=25, H(7)) u 7.32 (x, 1H, /= 2.5, H(5)), CsHs]; 7.18 (nzx, 1H, /i=3.4, h
=0.9, H(3), Fur.); 7.67 (g, 1H, /i=1.8, £=0.9, H(5), Fur.); 9.64 (yu.c, 1H, NH).

N-(2,3-Jurugpo6enso[b][1,4] srnokcun-6-un)-5-6pombypan-2-kapokcamug, (16).
Bsixoz 70.0%, t.mt. 156-157°C (admp). Re 0.41. Haiineno, %: C 47.95; H 2.82; N 4.11.
C13H10BrNOs. Beraucneno, %: C 48.15; H 3.09; N 4.32. Cuexkrp AMP'H, §, m.1., /o
4.19-4.26 (m, 4H, OCH2CH:0); 6.55 (@, 1H, j = 3.5, H(4), Fur.); [6.70 (g, 1H, /= 8.7,
H(8)), 7.13 (zz, 1H, i=8.7, h=2.4,H(7)) u 7.29 (z, 1H, /= 2.4, H(5)), CéHs]; 7.20 (m, 1H,
J=3.5, H(3), Fur.); 9.71 (ym.c, 1H, NH).

N-(2,3-Aurunpobenso[b][1,4]srnokcuu-6-mn)-5-srmnbypan-2-kapookcamug,  (17).
Brixog 58.0%, T.mr. 108-109°C (rexcan). Rr 0.61. Haiigerno, %: C 65.72; H 5.25; N 4.93.
CisH1sNOs4. Beruncieno, %: C 65.93; H 5.49; N 5.13. Cnexrp AMP'H, §, m.z., /112 1.32 (r,
3H, /= 7.5, CHCHa); 2.74 (xm, 2H, Ji = 7.5, = 0.9, CHCHs); 4.19-4.27 (m, 4H,
OCH:2CH:0); 6.14 (a1, 1H, /i= 3.4, A= 0.9, H(4), Fur.); [6.70 (g, 1H, /= 8.7, H(8)), 7.12
(am, 1H, fi= 8.7, =25, H(7)) u 7.30 (5, 1H, /= 2.5, H(5)), CsHs]; 7.08 (z, 1H, /= 3.4,
H(3), Fur.); 9.39 (yu.c, 1H, NH).

N-(2,3-Aurngpobenso[b][1,4] snoxcuu-6-mr)-4,5-gumeTnndypan-2-kapookcaMus,
(18). Bsixogz 58.5%, T.mn. 143-145°C (adwup). Re 0.58. Haiineno, %: C 65.68; H 5.31; N
5.08. CisH1sNOs. Beraucieno, %: C 65.93; H 5.49; N 5.13. Cuextp AMP'H, §, m.1., /11
2.01 (c, 3H, CHs); 2.32 (c, 3H, CHs); 4.19-4.26 (m, 4H, OCH2CH20); [6.69 (m, 1H, /=8.7,
H(8)), 7.12 (azm, 1H, /= 8.7, p=2.5, H(7)) u 7.30 (g, 1H, /= 2.5, H(5)), CsHs]; 6.94 (c, 1H,
H(3), Fur.); 9.30 (ym.c, 1H, NH).

N-(2,3- Jurugpo6enso[b][1,4] sroxcun-6-mi)-3-(4-MeTokcubpenn)-3-peHnanpo-
nas-amuyg (19). Bsixoz 68.7%, t.wr. 126-128°C (adup). Re 0.44. Haiineno, %: C 73.96; H
5.69; N 3.48. C24H23NOs. Brraucneno, %: C 74.04; H 5.91; N 3.60. Cuextp AMP'H, 6,
m.a., I 2.93 (m, 2H, /= 7.9, CHCH>»); 4.18 (m, 4H, OCH2CH20); 4.53 (T, 1H, /= 7.9,
CHCHy); [6.61 (m, 1H, /= 8.7, H(8)), 6.83 (zzn, 1H, i=8.7, ,=2.5,H(7)) u 7.08 (#, 1H, /=
2.5, H(5)), CeHs]; [6.76 (m, 2H) u 7.15 (m, 2H), CeHsl; 7.07-7.25 (m, 5H, CeHs); 9.44
(yur.c, 1H, NH).

N-(2,3-Aurugpobenso[b][1,4]gnokcun-6-mn)-4-autpoGensamugn  (20).  Brixoz
82.8%, T.mm. 178-179°C (6ensona). Re 0.43. Hatigeno, %: C 59.82; H 3.79; N 9.02.
CisH12N20s. Bsrumcneno, %: C 60.0; H 4.0; N 9.33. UK-cuexrp, v, car’: 3350 (NH); 1640
(C=0); 1580,1600 (C=C apom.). Cmextp AMP'H, 6, m.x., /o 4.21-4.28 (m, 4H,
OCH:CH:0); [6.74 (&, 1H, /= 8.7, H(8)), 7.19 (azm, 1H, i=8.7, p= 2.5, H(7)) u 7.35 (=,
1H, /=2.5, H(5)), CsHs]; [8.20 (m, 2H) u 8.30 (M, 2H), CsHsN]; 10.14 (ymr.c, 1H, NH).
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N-(2,3-Aurugpobenso[b][1,4]nnokcun-6-mn)-4-amunobensamuy, (21). Cycnensuio
15 r (0.05 moszg) Hurpoamuza 20 B 120 oz 3TaHONA HAarpeBaloT IpU IepeMelIMBaHUH
(60-65°C) mo monHoro pacrBopeHms amuza. K peakuuonHo# Macce mpubasiiior 45 r
(0.7 r-ar) nunka u, noanepxusad Temueparypy 70°C, MennenHo mpuxansrBaior 150 sz
cosstroit kucnotst (T 6 g). Ilpomoxator Harpesanue 8 z npu 75°C, feKaHTHPYIOT OT H3-
ObITKAa IIMHKA ¥ MaKCHMAJIbHO OTTOHSAIOT CMeCh STaHOJA U BOABL. 3aTeM IPUOABIAIOT
10% pactBOp ezxoro HaTpa mo menouHoil peakuuu (pH 10) u sKcTparupyoT AuXIOpa-
taHOM. Ilocyte IPOMBIBKM BOZOI OTTOHAIOT PACTBOPUTENH, OCTATOK KPUCTAJUIU3YIOT U3
a¢upa U IepeKpUCTAIIHN30BHIBAIOT 13 dtanona. Berxog 10 r(74.0%), T.mt. 160-162°C. Re
0.46 (Gemzom—areron, 1:4). Hatigeno, %: C 66.47; H 5.01; N 10.25. CisH14N20s. Boruwmc-
neno, %: C 66.67; H 5.19; N 10.37. Cuextp AMP'H, §, m.1., [1: 3.94 (um, 2H, NH2); 4.22
(m, 4H, OCH2CH:0); [6.69 (z, 1H, /= 8.7, H(8)), 7.15 (zzm, 1H, /i=8.7, h=2.4, H(7)) u
7.34 (m, 1H, /= 2.4, H(5)), CeHs]; [6.99 (m, 2H) u 7.82 (M, 2H), CsHaN]; 9.62 (ymr.c, 1H,
NH).

N-(2,3- Jurugpo6enso[b][1,4] srokcun-6-1)0eH3aMu10-4-3aMelleHHble GeH3aMu-
Isl (22-25). K pacteopy 0.004 a0z7 amuno6ensamuza 21 u 0.004 ao.12 6e3BomHOTO IMNK-
puznuna B 80 ar abe. guokcana npubasiaior npu Berpaxusanuu 0.004 ao.zg coorBerct-
BYIOIETO XJIOPAaHTUAPHUAA 3aMelleHHOH 6eH30#HO# Kucmorst B 60 a1 abc. muoKcaHa u
xumatat 8 7. K peaxumonwoit cmecu mobasiaior 200 a2z Bozbl, GUIBTPYIOT, OCaZOK
IIPOMBIBAIOT Ha QUIBTpPe CHaYasIa pa3baBIeHHOMN COJLTHON KHCIOTOMH, 3aTeM Bogoi, 10%
PacTBOpOM eJKOrO HAaTpa M CHOBA BOZOI J0 HeiiTpampHON peakuuu. Ocafok cymiat u
IlepeKpHUCTaIN30BBIBAIOT U3 aleToHa. TCX B cucreme xjmopodopm—adup, 4:1.

N-(2,3-Jurugpo6enso[b][1,4] sroxcun-6-1)0eH3aMu10-4-(4-MeTOKCH)OeH3aMu
(22). Boixog, 82.0%, t.mn. 231-232°C. Rr 0.45. Haiizeno, %: C 68.07; H 4.89; N 6.68.
C23H20N20s. Beranceno, %: C 68.32; H 4.95; N 6.93. Cnextp AMP'H, 6, m.z., /1 3.88
(c, 3H, OCHzs); 4.23 (m, 4H, OCH2CH20); [6.71 (m, 1H, /= 8.7, H(8)), 7.18 (zz, 1H, /i =
8.7, k=24, H(7)) u 7.37 (m, 1H, /= 2.4, H(5)), CeéHs]; [6.97 (m, 2H) u 7.98 (m, 2H),
CeH4O]; 7.34-7.94 (v, 4H, CeHaN); 9.73 (¢, 1H, NH); 10.07 (¢, 1H, NH).

N-(2,3-Auruzpobenso[b][1,4]anokcun-6-nn)6enzamuzno-4-(3,4-auMeroKcH)6eH3a-
muz (23). Beixoz 79.0%, .. 252-253°C. Re0.42. Haitzeno, %: C 66.27; H 4.91; N 6.28.
C24H22N206. Brrunciero, %: C 66.36; H 5.07; N 6.45. Cnextp AMP'H, §, m.z., /1 3.89
(c, 3H, OCHz); 3.91 (c, 3H, OCHz); 4.20-4.28 (m, 4H, OCH2CH-0); [6.71 (z, 1H, /= 8.8,
H(8)), 7.18 (zz, 1H, /1=8.8, ,=1.9, H(7)) un 7.38 (&, 1H, /= 1.9, H(5), CeH3]; [6.96 (&, 1H,
J=8.3),7.55 (m, 1H, /J=1.6) u 7.64 (zz, 1H, /i=8.3, £=1.6), CéH3CO]; 7.86-7.95 (m, 4H,
CeH4); 9.72 (ymu.c, 1H, NH); 10.03 (yur.c, 1H, NH).

N-(2,3-Auruzgpobenso[b][1,4]snokcun-6-mn)6em3amMu5o-4-(3-HUTPO-4-MeTOKCH)-
6emsamupg (24). Brixox 75.5%, t.11. 268-270°C. R¢0.40. Haiigeno, %: C 61.25; H 4.09; N
9.28. C23H19N3O7. Beruncieno, %: C 61.47; H 4.23; N 9.35. UK-cnexTp, v, e’ 3288
(NH); 1658 (C=0); 1510,1600 (C=C apom.). Cunexrp AMPH, 6, m.zx., Iz 4.05 (c, 3H,
OCHz); 4.23 (m, 4H, OCH2CH20); [6.72 (z, 1H, /= 8.7, H(8)), 7.18 (zz, 1H, /= 8.7, =
2.4, H(7)) u 7.37 (n, 1H, /= 2.4, H(5)), CeéHs]; [7.46 (n, 1H, /= 8.7), 8.31 (zz, 1H, /i=8.7,
k=2.0)u 853 (m, 1H, /= 2.0), CéH3CO J; [7.85 (m, 2H) u 7.97 (m, 2H), CsH4N]; 9.80 (c,
1H, NH); 10.39 (c, 1H, NH).
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N-(2,3-Aurugpobenso[b][1,4]gnokcun-6-mn)6enzamMmuno-4-(3-6pom)GeH3aMu A,
(25). Boixoz 78.0 %, T.mm. 233-234°C. Rr 0.48. Haiimeno, %: C 58.07; H 3.66; N 5.93.
C2H17BrN20Os4. Beruucieno, %: C 58.28; H 3.75; N 6.18. Cnexrp AMP'H, §, m.1., I
4.20-4.27 (m, 4H, OCH2CH20); [6.71 (m, 1H, /= 8.7, H(8)), 7.18 (azn, 1H, /i=8.7, h=2.4,
H(7)) u 7.37 (g, 1H, /= 2.4, H(5)), Ce¢Hs]; [7.43 (m, 1H), 7.67 (m, 1H), 7.99 (M, 1H) u 8.19
(m, 1H), CeH4Br]; 7.86-7.96 (M, 4H, CsHaN); 9.75 (c, 1H, NH); 10.34 (¢, 1H, NH).

UD TUNL vl N-(2,3- 2N ABLRN[][1,4] Y PORUPL-6-PL)SELUYULYUO
JULPOLUUUDRYILED UPLETER

d. U. UnNhUSuuUsuUy, [k E. UUCAUNC8UL, U. U UNBUsUL,
2.U. USEOULBUL, [}. 4. MULALPYSUL b L. U. UBLUUSUL

2,3-thhhnpnpkuqn[b][1,4]nhopuhti-6-wdhth Ynunktuwgniing huywybu 4,6-nbknulug-
Jwsd ppndwt-2-oup-, dkuhjhgnphnghwbwinh, wjhybu § vh owpp peniutph pinputhhn-
Rhnutph hbw, uhtiptqdt) &b np wdhnubp, npnug peduyhtt dwup bbpiuyugyws  wphr-
nhwphy-, htnbkpnghlihly- b ghynwiyhy dpuqubiuntibpny: 4-Udhtn-N-(2,3-nhhhnpnpbu-
qn{b][1,4]nhopuhti-6-hp)ptiquuihnh b wknulwfws  phugojuppdh  pinphnh  thnjuwg-
nkgnipjudp nhopuwith vhowquypnid b snp whphnhth wejuynipjudp uinwgyt] i hwdw-
wuwwnwupiwt nhudhnubp:

Munudtwuhpdws t uptiptqus yniptph hwjudwiptughtt wjnhynipniunp:

SYNTHESIS OF A NUMBER OF NEW N-(2,3-DIHYDROBENZO[b][1,4]DIOXIN-6-YL)
SUBSTITUTED CARBOXAMIDES

Zh. S. ARUSTAMYAN?, R. E. MARKARYAN?, A. A. AGHEKYAN?, H. M. STEPANYAN', R. V.
PARONIKYAN! and N. S. MINASYAN?

The Scientific Technological Centre
of Organic and Pharmaceutical Chemistry NAS RA
TA. L. Mnjoyan Institute of Fine Organic Chemistry
26, Azatutyan Str., Yerevan, 0014, Armenia
E-mail: nara54@mail.ru
2 Molecule Structure Research Centre NAS RA
26, Azatutyan Str., Yerevan, 0014, Armenia

By condensation of 2,3-dihydrobenzo[b][1,4]dioxin-6-amine with 4,6-substituted chroman-
2-one, phenylisothiocyanate and different acid chlorides new amides, with aryl-, diaryl-,
heterocyclic- and cycloalcanoic fragments are obtained. By the hydrogenation of 4-nitro-N-(2,3-
dihydrobenzo[b][1,4]dioxin-6-yl)benzamide with zinc in hydrochloric acid 4-amino-N-(2,3-
dihydrobenzo[b][1,4]dioxin-6-yl)benzamide are obtained. By interaction of the latter with
substituted benzoic acid chlorides in dioxane in the presence of anhydrous pyridine
corresponding diamides are synthesized.

The antibacterial activity of synthesized compounds has been researched.
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