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Fig.1 The synthetic scheme of compounds 2a-2¢
. . S S ,
R B U . _<Q _<§lm oS4 T 45 % 2a.2b,2c,
ASA 894 5% 4£ 250 ml. 894 J , ALK CH:), 6. 52 (d, 1H, ArH), 6. 93 (d, 1H,

EE 2.0 g, BEELOmI;RERBEEMASHEK
B, BB REET A LR R R FRY
FAERE EREMMEE 85~90 C, HHFi2E
10 min. A EHEBMARR LR T AZEBES
AHELR, AAHFLR T, FE LS HAER T
Ml EABER, & HHRE, MAK S0 mL;
FiZERANRBTER FASEHE RER
AT, BRI Bk, kKR E,GFERTRER
F, A Fa AL ZATRTF . FE, 859
2 1.8 g. & Fa] a4 SLAAE 150 mL BAR T, n
Ao Fe bG AR S A KR 25 mL. AR Z A -
A A (AL AAE . HHFIEL) . AR
EWEKRAEE, L ERHE REREHIFRFEK
(5~10 mL) #e%&. 7 B 150 ml B4 — 2,38 %K
FE#A~5mlL K10 ml EFIGEREZRERL
25 REINBEAR T, L E A B M8 EAMNER
TAT . FIRARENARE T A, HER K A
AR FEMEETERA BEARGRE, TBY
1.5 g d&# 58%, mp: 133~135 C.

WHT, REAMANZF TR 20 mL, FT 3 EH
0.9 g(0.5 mol), 3 Bk 0. 47 g(0, 5 mol) #=# DMAT
0.73 g(0.5 mol) , £@ K & 30 min JF,mAl.15 g
(0.5 mol) EDCI, TLC it 32 K B, B 5 % B )5 , %
R, BRRARELZ T, ReHMmA 50 mL 4%
##,15 mL X2 K&k {445, {4 &R LK
ATR BEZEABEN, EEHALEFI
0.55 g@ & B4k, = 4 13%. P B ARLE& 0
2a. B 7 % 7T #F B A= 444 2b #= 2c.

2(RARAETEA) LB A (2a): & HK
0.55 g, &% 13%, mp; 138~139 C, ' H NMR
(CDClL,, 400 MTT2) §: 2. 46 (s, 31T, CIT,), 7.1~
7.3 (m, 5H, ArH), 7.6 (m, 3H, ArH), 8.1
(dy 1H, ArH), 7.9 (s, 1H, NH); MS (ESD:
256 (M+1).

2(CER 2 REATRMEA)ZHRERECH: &
Bk 0.61 g, %, 46%, mp: 140~ 142 C,
' H NMR (CDCl;, 100 MHz) §: 2. 46 (s, 3H,

ArH), 7. 14 (d, 2H, ArH), 7. 42 (d, 2H,
ArlIl), 7.88 (s, 11T, NII); MS (ESD : 263 (M
+1.

2-(1-F AR 2- R A TH ) LB R (20):
#EE B 048 g, & & 35%, mp: 153~
155 C, "H NMR (CDCL,, 400 MHz) §: 1.7 (s,
3H, CH;), 2.15 (s, 3H, CH;), 6.7 (s, 1H,
ArH), 7. 18 (d, 2H, ArH), 7. 44 (d, 2H,
ArlIl), 7.82 (s, 11T, NII); MS (ESD ; 277 (M
+1.

1.2.2 B #4444 3a,3b,3c 894 m VAR BHEH
ARERA, G F G SR N, F I LSS 3a,
3b, 3. MR KB 2 FTF.
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Fig. 2 The synthctic scheme of compounds 3a-3c
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# 1l 4 %) % 3a,3b,3c.

THT, AN & T 20 ml., KiHsk
0.69 g(0.5 mol), 4F #, 3 k& 0. 64 g(0.5 mol) F=
DMAP 0.73 g(0.5 moD), £R K B 30 min &, e
A 1,15 g (0.5 mol) EDCI, TLC it # B &, B_ &
AEE AR TE ERAEET, AAH A
50 mLEAFEM,15 mLX2 Kk A5 &, {4 &
A RARBBRATER, HEZERRIEN,ZEEHEL
RAFE] 0.47 g G & B4R, 4 38%. /% B 47
W49 3a. Bl & &% T 1% B #1444 3b 4= 3c.

NQ@AXP 2A2EXTBEQG: & H
) 0,17 g, = F. 38%, mp: 166 ~ 168 C,
' H NMR (DMSQ, 400 MHz) 8. 6.9~7.1 (m,
21T, ArID), 7.16 (m, 111, ArID), 7.4~7.55
(m, 3H, ArH), 8.1 (m, 1H, ArH), 8.4 (m,
1H, ArH), 10.9 (s, IH, OH), 11.9 (s, 1H,
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NH); MS (ESD: 246 (M—D).

N-GG-8FH)-2-ZEAFXFEmEGb): 9 EBK
0.49 g, = &, 40%, mp: 172~173 C,'TI NMR
(DMSO, 400 MHz) 8: 6.9~7.0 (m, 2H, ArH),
7.2 (m, 1H, ArH), 7.37~7.6 (m, 2H, ArH),
7.7 (m, 1H, ArH), 7.9 (m, 2H, ArH), 8.4 (m,
111, ArIT), 10. 47 (s, 111, OTID), 11.54 (s, 111,
NH); MS (ESD: 246 (M—1).

N-(-RFE)-2-AEFFEBREGY): 9EHA
0.53 g, F &, 43%, mp; 170~171 C, *H NMR
(DMSO, 400 MIT%) §: 6.9~7.0 (m, 211, ArID),
7.37~17.5 (m, 3H, ArH), 7.8 (m, 2H, ArH),
7.95 (m, 1H, ArH), 10.45 (s, 1H, OH), 11.63
(s, 1H, NH); MS (ESD: 246 (M—1).
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1.3.1 #&Ems HoeAHNksHas3A
DMSO B %) B R E A 10 000 pg - mlL "8 E &,
& 10 ml..
1.3.2 MR Fk EABABRESLABALR
B 1 mL & #4549 (2 DMSO % 3¢ 88) 5] H 42 %
7.5 em&gEime RERALBABERNBSEAN
9 ml BLiE# 60 Cag PDA B2 2B 5 %
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Tablec 1 Inhibition Ratio of 6 compounds to Rhizoctomia solani AG-1-IB and Ricc sheath blight
AR RS RY
D/em Dy/em R/% D/em Do/em R/ %

CK 5,1 5,25 50,6 5,8 5,145 5.7 5.0 CK 541 5,25 5,6 5,8 515 5.7 5,54
2a 1.25 4.3 1.75 5.35 5.2 5.05 4.82 13.08 2a 1.55 4.85 5 1.7 5.25 4.85 4.87 12.18
2b 1.8 4.5 5.35% 5.3 5.65 5.1 5.15 7.07 2b 4.25 4.35 4.65 4.85 5.25 5.3 A4.78 13.83
2c 4.85 4.9 5.3 S.15 5.2 4.9 5.05 B.87 2c 4.8 5.1 3 3.1 4.9 4.75 4.94 10.83
3a 3.95 4.1 4.35 4.2 4 4.15 4.13 25.56 3a 3.4 355 3.35 3.4 3.45 3.55 3.2 42.26
3b 3.9 4.02 4.5 4,65 4.5 4.2 4.29 22.51 3b 3.7 3.2 4.1 3.9 3.4 3.5 363 3444
3¢ 4.1 4.2 4.2 4,35 4.6 4.8 4,38 21.05 3c 3.79 3.7 3.65 1.8 3.85 4,00 3.8 31.43

i EP CK A DMSO BB HH AR, FHRA,DARNELRL, D AHEALY FHE,R AWEF.

A AR R A 6 A B AR AP 3 H AR
BARA —ZWHIrH R, 10 000 pg - mLURAET
&4 3a, 3b, e ERFBHBRBGLAKSZH W
H B, 5P kB 25.56%,22.51%,21.05%, %4
# 2a, 2b, 2c ¥ 2~3 4%, ML 44 3a,3b,3c &
10 000 pg = ml "RE T KBEAEHELLA
BEedr s &, 5 8% 5 44, 26%, 34. 4%,
31.43%, X5 2a, 2b, 2c #4dp 4l E AL % 3~

LA, B, B — 6 H 89 X R P BT . K 4 8 49 47
ERBRCBRAKRARGOITEHI A SRS, 2L
FAROGTEDERS LT EHHEFKRSD.
Mo BT A B ARAC Ay 5T KRS A A% 1 84 4 B 7E AR
BB E %5,
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Synthesis and biological activity of salicylic acid derivatives

QI Bing, FENG Lei, CHEN Da, WU Yin-chao , JU Xiu-lian

(TTubei Key Laboratory of Novel Chemical Reactor and Green Chemical Technology s

School of Chemical Engineering and Pharmacy. Wuhan Institute of Technology. Wuhan 430074, China)

Abstract: Six Salicylic acid derivatives were designed and prepared using Salicylic acid as the starting

material. All compounds were characterized by MS, 'H NMR and melting point. Their inhibiting

aclivily against Rhizoctonia solani AG-1-TB fusion group and Rice sheath blight were investigated by

mecthod of colony diameter and the results show that all compounds display a content of inhibitory

activity.

Key words: salicylic acid; synthesis; rhizoctonia solani AG-1-IB fusion group; rice sheath blight;

inhibitory activity

AXBE K =



	49
	50
	51
	52

