mﬁ%x'mmmAnnaf
A FEMERGTE MBS B R H I E L aE

FRE D, A B2, KHFE Y, ERER]

CLYPEBRER WEDIERT, LA H8 266071 2068 K%, # #H 570228; 3. ERMER W4
Be, dbnt 100039)

FEE: A 1,2-3K 50 FoR e -2(3H)- B 4 BAHE R T H37 6947 £ 40 2-(1,2- 3K F 37Kk -2(3H)-BR)- LB F= £ 71
N-(FFA LT 2)-2-(1,2-5K 5 FoE b 2(3H)-B7)- LBLBHAT A4, B AR deys M2 i o4, IR, UV. 'H
NMR Fe/f i #iE, Faf R REAT T 8. MR T R Rk B S dxt 5 A KA H XMATE
(Escherichia coli). 4% &% £/ 3 & (Staphyloccus aurueus). %3:INA (Vibrio alginolyticus). "% KAEH
(Aeromonas hydrophila). #& 3 3 04T ¥ (Bacillus subtilis) 4147 5| 7& ., R AW, RS MAE 100 x

10°mol/L F#7 ) & H3iL5 3] 90%A b, A BAFI4rE 1k,

KRR FOFReE; SR WHEK

FENES: 06213 CRRFRIZED:A 3 E 455:1000-3096(2008)05-0062-05

WY, RFREAE TSP EY) RS
WA WY REESIY) M LEREEN T
W g R fE S . BT S SR AE Y IR
B, ARSI SEa, B DA e
FM B IR ARG B 0 A H AR, WERIT A LA
WA I AR S R O B i — P E T B =
WK M OB ] A A0 45 ) A A A BR TR A A AR = i AR
WriE 2, 225 ROHM & HAAS 2 #] T 20 42 90

(0]

o
I
©j‘</N—H + Cl-CH,—~C-OGC,H,
S

SEARWIE K 4,5- 7 50-2- 1F °F Kk -4- 57 108 e -3- ]
(DCONJF A JIh I LA Sea-Nine 211 4y i b1
Y, ASEIHEFCUEN] DCOT A& — R R R i B v
il wRRhgREaiG AR B RN kS
WEAT AR RS PELY, K A TR L A B S
RS IR PTG . ST RS AR T Sk
JE IVl e ) 2 I S P I PO A AR, R L
WEVEREAT TR A s

Et,N

O
Q
Y=g N-CH,—-C-0OC,H.
CsHs S/ 2 2t s

1

EtOH

0 o)

o o __ R

H,NNH,-H,0 i R-C,H,CHO N—CH. - NEN=C P
EOH S/N—CHZ—C—NHNHz J . =S\ 7

2

3a—3h

3a: R=H; 3b: R=4—Cl; 3c: R=2—Cl; 3d: R=4—F; 3e: R=4—Br; 3f R=4—CH,; 3g: R=4—OCH,; 3h: R=4-NO,

1A
1.1 AEHEAM

XT4-100A e s (=i A), SHIMADZU
UV-2450 4] W36 65 4%, BioradFT 40 £14h
A (KBr i /i), BRUKER av-400 7% pg 3t
1%, BRUKER DALTONICS %! 541X, MT23 %5 %
IR, TR ARG U, Yo B brat.
2-[1,2- 755 S e M- 2(3H)- il |- LR £ WG (1) 2 ¥ SC ik
(6]l %

1.2 &7 ik

1.2.1  2-[1,2-ZFI-FEEM-2(3H)-Hi |- ZBEHF2) K& %
HY 0.01 mol (1,2 A< Ff 5 HEMERR i )- £ 18 £ 1R (1)

W C8E, 1110.01 mol 85%IKE I, 3 iR 1

Wk H 1 2007-02-20; &[T H M 2007-07-10

FEEWH: HEAREHILETH (40376023); #HH HARRIHILS
IiH (20503)

EZ A FRES (1980-), o, WZREFEN, WLHFRA, BRI
TS, BLIE: 0532-8289873 1, E-mail:xufengling 1980@yahoo.com.cn
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HUWEAR g, CBFEL: R % 80%,
m.p. : 141~143 C.
122 N'- G7EIE FHE)-2-[1,2- 3 3 7 BEME-2(3H)-
B - Z. W (3a-3h) KI5 R

B 1 mmol 2-[1,2-Jf 57 WEME-2(3H)-Fi |- £ Ik
HQYE T IARE, INFABFERNR, W 1 mmol M
ORI, OVIERATE AR, RV 6 h, Bk
i€, EtOH-THF H45 5.
1.3 ¥R

X A SV REAT T KA R (Escherichia
coli) & tVEI % BKIR (Staphyloccus aurueus)~ %
I (Vibrio alginolyticus) W& /K<, ¥ 1% (Aeromonas
hydrophila) F% 2E A0 & (Bacillus subtilis)5 /K
AT AR LR . JEW R fE 1.5 L ELE N
JIN 890 b L A7 5L, 10w L BRI 1001 L
ANTRIAR FEEFRT 24 it O HRUSIZI0: A9 AR TS24 il 110 25 1 S
41, BAEIRGEFFN 28 CHE SR 24 he ¥H59% 24
h G- IR G A TARE, I 100 0 L CFRELF
(VTR 0~ iR A 8595 24 h 5, TR TR S
AT 7€ 12 24 )L AN TR B2 IR ) A R AR
X P~ AR BT AL

HIXHIT . (%) = o 2 vV B

100

2 R 5348

2.1 &HRAE

T Ak S G = s R

2-[1,2- %% IF S WE M -2(3H)- | 1- Z Bt i 2):
MS(ESI), m/z: 223.2 (M"); UV (DMSO): A max: 303.4,
258.6 nm; IR (KBr), o/cm: 3441 (NH), 3 046~2 686
(CH), 1 641 (O=C); '"H NMR (DMSO-de, 400 MHz)
§:4.041 (s, 2H), 4.041 (d, 2H), 7.32~7.73 (m, 4H),
9.10~9.13 (t, 1H); Anal. calcd. for CoHyoN5O,S: C
48.42, H 4.06, N 18.82; found C 48.40, H 4.06, N
18.62,

3a: WLE: 75%, m. p. 211~213°C; MS (ESI) m/z:
311.4 (M"); UV (DMSO): A max: 294.80, 274.80 nm;
IR (KBr), o/cm™: 3 217 (NH), 1 647(0=C), 1 585
(C=N); 'H NMR (DMSO-ds, 400 MHz) 6 : 4.12 (s,
2H), 7.01~7.70 (m, 9H), 7.88 (s, 1H), 8.01 (s, 1H);
Anal. caled. for C;cH3N30,S: C 61.72, H 4.21, N
13.50; found C 61.60, H4.21, N 13.39,

3b: HK: 85%, m. p. : 189~191°C; MS (ESI)
m/z: 3458 (M"); UV (DMSO): A max: 310.60,
247.40 nm; IR (KBr), o/cm™: 3 289 (NH), 1 683
(0=C), 1633 (C=N); 'H NMR (DMSO-dg, 400 MHz),
§:4.17 (s, 2H), 7.52~8.73 (s, 8H), 9.11 (s, 1H), 9.12

(s, 1H); Anal. calcd. for C;¢H,CIN3O,S: C 55.57, H
3.50, N 12.15; found C 55.46, H 3.39, N 12.08.

3ci% 82%, m .p.184~185°C; MS (ESI) m/z:
345.8 (M"); UV (DMSO): A max: 324.4, 259.2 nm;
IR (KBr), o/cm™: 3288 (NH), 1 690 (O=C), 1 603
(C=N); '"H NMR (DMSO-ds, 400 MHz) §: 4.18 (s,
2H), 7.22~7.98 (m, 8H, ArH), 8.12 (s, 1H), 9.01 (s,
1H); Anal. calcd. for C;sH;2CIN3;O,S: C 55.57, H 3.50,
N 12.15; found C 55.48, H3.40, N 12.11.

3d: YK 88%, m.p.202~203°C; MS (ESI) m/z:
329.4 (M"); UV (DMSO): A max: 295.6, 258.0 nm; IR
(KBr), o/cm™:3281(NH), 1 688(0=C), 1 638(C=N);
'H NMR (DMSO-ds, 400 MHz) &: 4.12 (s, 2H),
7.20~7.88 (m, 8H, ArH), 8.01 (s, 1H), 8.94 (s, 1H);
Anal. calcd. for C;¢H,FN;O,S: C 58.35, H 3.67, N
12.76; found C 58.29, H 3.65, N 12.55.

3e: WK 80%, m.p.198~199 °C; MS (ESI) m/z:
390.3(M"); UV (DMSO): A max: 315.3, 262.5 nm; IR
(KBr), o/cm™: 3 285 (NH), 1 688 (O=C), 1 598
(C=N); 'H NMR (DMSO-dg, 400 MHz) & : 4.15 (s,
2H), 7.31~8.02 (m, 8H, ArH), 8.11 (s, 1H), 9.01 (s,
1H); Anal. calcd. for C sH;,BrN;0,S: C 49.24, H 3.10,
N 10.77; found C 49.13, H 3.10, N10.65.

3f: R 83%, m.p.235~236 °C; MS (ESI) m/z:
325.4(M"); UV (DMSO): A max: 296.0, 269.8 nm; IR
(KBr), o/cm™: 3 283(NH), 1 683(0=C), 1 634 (C=N);
'H NMR (DMSO-dg, 400 MHz) & : 2.34 (s, 3H), 4.44
(s,2H), 7.25~7.99(m, 8H, ArH), 8.90(s, 1H), 11.50(s,
1H); Anal. calcd. for C7H;sN;0,S: C 62.75, H 4.65,
N 12.91; found C 62.64, H 4.53, N 12.81.

3g: YUK 78%, m.p.167~168°C; MS (ESI) m/z:
341.4 (M); IR (KBr), o/cm™: 3 286 (NH), 1 640
(0=C), 1 587 (C=N); '"H NMR (DMSO-ds, 400 MHz)
§: 4.03 (s, 3H), 5.14 (s, 2H), 7.164~8.020 (m, 8H,
ArH), 8.801 (s, 1H), 9.230(s, 1H); Anal. calcd. for
C7HsN3058: C 59.81, H 4.43, N 12.31; found C
59.69, H 4.40, N 12.27.

3h: WF 88%, m.p.171~172°C; MS (ESI) m/z:
356.4 (M"); IR (KBr), o/cm™:3 283 (NH), 1 640
(0=C), 1 535 (C=N); '"H NMR (DMSO-ds, 400 MHz)
§: 4.66 (s, 2H), 7.204~8.201 (m, 8H, ArH), 8.470 (s,
1H), 12.101 (s, 1H); Anal. calcd. for CicH2N4O4S: C
53.93, H 3.39, N 15.72; found C 53.72, H 3.38, N
15.65,

IR VG HT: Ab&W 2 46 1712 em™ AL WA W
Wk, B 2 A O=C, 1641 cm™ #HIA C=N
AT A& 3a~3h 7 1 535~1 638cm™ 4b H BRI
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Wi, Sk C=N Wi ISk NH, Wi, 9.10~9.13 &b\ = Bk k) NH

UV il #: Pra e G Esbnr Wik i, 7.32~7.73 (U RN EARIE . fEAL 5
7£ 250 nm A [ PR AE SR I 6 5 310 nm 22474 3a~3h 9 'TH NMR %, 9.0~12.0 Z2A47 4k N
e R EE TR AT 0 73 3] A RS 1) KA AR AT IR/ CH WRlici, 8.0 e A7 A Il g NH IR Sc i

1, 22 WA EM
'"H NMR i 53 #: /AL &40 2 1) '"HNMR % BIAEDR 5 FERERR N PR 1~%
W, 4.176 [P 5 k) CH, WG, 4.026~4.041 40— 5,

x1 USUHKBTERERSR

Tab.1 Inhibitor activity of compounds against Escherichia coli

WA HAEHIVE R (%)
(10°mol/L) 2 3a 3f 3¢ 3d 3e 3b
0.1 0 0 0 0
1 15 0 17 13
10 58 27.3 77 383 54 88 43
100 100 94.5 97.7 95.3 96 97 93.7
*2 UEYMNEEEEHFREMERAYLR
Tab.2 Inhibitor activity of compounds against Staphyloccus aurucus
ek & A AT I B (%)
(10 mol/L) 2 3a 3f 3¢ 3d 3e 3b
0.1 10.5 0 0 0 0 10.8 18
1 13 1.3 21.6 0
10 15.7 5.9 33 5.2 73.8 25.5
100 99.6 8.5 38.6 70 53 97 47.7
1000 99.9 99.8 99.9 99.9 99.9 99.9 99.9
*3 EYHNHEEFBAFEMERYR
Tab.3 Inhibitor activity of compounds against Bacillus subtilis
P A PRI R (%)
(10 mol/L)
2 3a 3f 3c 3d 3e 3b
0.1 55 0 0 38.7 0 0
1 57.5 0 38.7 32.5 0 0
10 62.5 0 413 47.5 87.5 13.7
100 100 83.7 78.7 92.5 45 100 15
x4 UEYREIMEBERYR
Tab.4 Inhibitor activity of compounds against Vibrio alginolyticus
AP AP B (%)
(10 mol/L) 2 3a 3f 3¢ 3d 3e 3b
0.1 472 11.4 16.7 70.4 95.2 97 14.9
1 91.2 83.3 86 95 95.8 97.5 86
10 92.7 88.3 85.3 95.4 96.6 97.7 87.6
100 100 90.6 91.5 100 100 100 88.7
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Tab.5 Inhibitor activity of compounds against Aeromonas hydrophila

R5 UEMMEKSBERERNIERNR

B EE A B DA HI R (%)

(10 mol/L) 2 3a 3f 3¢ 3d 3e 3b
0.1 11 0 0 10 18
1 13 1.3 0 21.6 0
10 15.7 5.9 3.3 5.2 0 73.9 25.5
100 99.6 8.5 38.6 70 53 97 48
1000 >99

M 1 TTLLE W, R E R 0.1X10°
mol/L F] 1X10° mol/L I}, 2544l %%, 24K
FERINE] 10X 10° mol/L I, Frillfb &4yt s)—
SERANEAER, DML E 3e IHE R e, HH R
ik 88 %, HKIEAEW 3L, 2, 3d, WEEDHIIE
77 %, 58 %, 57 %, 54 %. WKFEERINE] 100
X 10 mol/L I, HME R KRN, ey 2
IR I F) 100 %, SR B 2418 F) 93 %L I

M 2 ATLLEH, ZEZMIRIE N 0.1X 107, 1
X107 mol/L I A4 £ M A4 B A i K o >4 7 234 I
2 10X 10 mol/L I, L&) 3e $M % B2,
N 73.8 %o 4IREREINE] 100X 10 mol/L I, fb4
Y12, 3e, 3c [MIMEEYE L E 1IN, AR R
WK 99.6 %, 97 Y%, 70 %. WEERGINE] 1000 X 10
mol/L NPT A& w23 5T 99 %.

M 3 BARE, 255K R 0.1X 10 mol/L I
a2, e B SIMBEAEH, HXHIEE 25054
55 %, 38.7 %, LIKEBMZE 10X 10 mol/L Itf, 2,
3e MERIRCRIRLE, FIXHHNE R HIEE] T 87.5
%, 62.5 %o 4URJERIINZ] 100X 10° mol/L I 3b
PR RSN, AR AW EY SR &, e
2, 3e MM FIEF] 100 %, HLIKSE 3¢, 3a, 3f,
BRI K 92.5%, 83.7%, 78.7 %e.

M 4 Bl E, MR 0.1X10° mol/L
I T A B A 038 kS 31— 2 (PAIAE F , 3e 1
R e, AR R IA R 97 %, X2 3d,
3¢, FIXHIBE 00 95.2 %A1 70.4 %. BEWEEH
FhiEr, WREEHR 1X 107 mol/L i1 /5 I BH f 3% i1,
A AP BRI A AR 2 T 83.3 %. 10
X 10 mol/L ISAHF 1X 107 mol/L IS B ZE 14 in A
B, YUWREERAINE] 100X 10° mol/L BLE) 2,
3¢, 3d, 3e MHIERIAE]T 100 %. K, b
Y36, 3a, 3b [FHIFERESEN91.5%, 90.6%, 88.7%.

MNE 5 BHRE, 4R INE] 10X 10°mol/L
I, 3e PP AR, AR RIE 73.9 %, H4
A A BRI . RS I E) 100 X 10
mol/L B, -4k &t sE R A T W R n,
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LIEEY) 2, 3e, 3c FEHRCRILS, AHXHIE 257
SIEH) 99.6 %, 97 %, 70 %. 1 000X 10 mol/L I
A A WA 2R T AR ROR, IR R IIA
299 %LL I

SR L, BB RN, Btk & A
PP, iy ELIA e A R e, R
DL 505 FEAR B PR EIAE S LR X R 5 2 AT
B o RIS h 100X 108 mol/L I, 1644 2, 3e,
3d, 3e X ERINE AL 2, 3e XA HE 2E AR AT 1 Al
G 2 %5 KA B AT R ARIA 2] T 100 %. i
oA a YLl 3e, 2 3G MERLF, ££0.1X10°
mol/L I 3e XHASEyINR (FIAHXHER 2 A 97 %o
23 4ME5EMRX R ITE

T AW 2 Ta) i P AN [) 32 20 1 AR 8 X AR
YrE e . — 8 R T2 W Br, CI,
) N < S e o 3 D Q= E R e A L O E R
FARIA FFF RN, 5 2R AHIE A HE T
Hain, 275 DNA v e 870 5 i ) R 1 T e
Bk R, ArEZBRI S E R s . g
AT AT AE W) 2 TR R — 9 B (1) AR R 1 22
FEAK, AT LU SRR A W 0 R i PR O AR
g S BE M IR

3 &

LASR IS E M ] D4 JSURE 25 18 T 9 b AR ML ST iR
B I BEER AL S, L di 2 IR. UV,
HNMR. MS. JEE M HTE. (SR 5 Flok AT
MBI PE R IR SRR Y], S 5 Bl AT
FHEEE, RIS N T
P T 4 £ P £ I K0S S I 45 M ) PR 0 45 R B
TR

Sk
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Abstract: Novel compounds 2-(3-oxobenzo[d]isothiazol-2(3H)-yl)acetohydrazide and hydrazones of
(3-oxobenzo[d]isothiazol-2(3H)-yl)acetohydrazide were synthesized with benzisothiazolone and their structures
were conformed by means of UV, IR, MS, elemental analysis and'H NMR. The antibacterial activity of the
compounds was tested on five kinds of bacteria including Escherichia coli, Staphyloccus aurueus, Vibrio
alginolyticus, Aeromonas hydrophila, and Bacillus subtilis. The results show that the compounds have a good
antibacterial activity and the inhibit efficiency is over 90% in the concentration of 100X 10 mol/L.

(ARGt RITH)
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