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Synthesis and antiepileptic activities of 5- Substitued phenyl 8- pyrazolidinoses
LI Fu nan,QUAN Zhe-shan ,PIAO Hu ri ,SONG Cheng-yan( College of Pharmacy, Yanbian Univessity , Yanj 133000 , China)

ABSTRACT :OBJECTIVE To search compounds which have antiepileptic activity . METHOD These objective compounds were synthe-
sized through condensation , esterification, ring closure and acylation steps using benzaldehyde as a starting material . Antiepileptic activities of
these compounds were measured with the convulsive method of maximal electricity . RESULTS  Seven new derivants of 5-substituted phenyl-
3- pyrazo lidinoses were synthesized. CONCLUSION The results of the pharmacological tests showed that compounds 4¢ ,4e have apprecia-
ble antiepileptic activity .

KEY WORDS :3- pyrazolidinones , antiepileptic activity , synthesis

(1971-) . ( ) o * : Tel : 0433-2660606

* 98 - Chin JMAP ,2004 April , Vol .21 No .2 2004 4 21 2



(23] 3 1 4 5] :
5 , . 12 5 -3
e -3- 100mL , 14.20g( 0.0081
, , mol) 50 % 12.0g(0.375mol) 35mL,
7, 10h, , ,

R@-G»O LrqicooH; D—cﬂ.cﬂmﬂ M@—CMH-COOC;H, 4.40g. 5-(2.4 ) -3 >
A 1

[6]

. :
it . 43 fowann T 13 T S (42~ dg)

" N E._..s—.. Roz= N
3 H
4 H .
[+ 25mL , - -3 0.20¢(1 .
234mmol) . 0.21g(1 .234mol) 10.
(4a) ~ (4g) . OmL, 6.5h, ,
, CH,Cl, , CH,Cl,: MeOH = 20: 1
1
s ° (4a ~ 4g) N N . 1~
FFIRI730 ,KBr ; AG80 ,TMS )
; HPI1100LS/ D
1 (4a ~4g)

Tab 1 Physical properties and spectral data of the compounds (4a ~ 4g)

Compd . R R mp/ C Yield/ % IR( KBr)Ucm ! MS( M+)
4a H H 160 ~ 162 47 1759 1712 293
4b H 4+qQ 200 ~ 202 57 1760 1708 327
4¢ H 2 4 diCl 164 ~166 49 1756 1720 362
4d H 4 CH, 156 ~158 69 1750 1730 307
4e H 4 OCHs 179 ~ 181 62 1754 1735 323
4f H 3,4 Methylene dioxy 153 ~155 43 1758 1726 337
4g 2,4 diCl 3,4 Methylenedioxy 191 ~193 53 1755 1725 407

2 (4a ~ 4g)

Tab2 'H NMR data of the compounds ( 4a ~ 4g)

Compd . "H NMR §

i 2.81 ~3.03(d,2H,C,- H),5.28~5.98(t,1H,G- H),6.49~6.69(d,1H,- CH=),7.19~7.60 (m,l0H, Ar- H) , 7.75 ~7.95
(d,1H,=CH-)

& 2.85~2.89(d,2H,C,- H) ,5.52~5.70(q,lH,C- H) ,6.40~6.60(d,1H,- CH=),7.26~7.61 (m,9H, Ar- H), 7.69 ~7.89
(d,JH,=CH-)

i 3.08 ~3.14(d,2H,C,- H),5.68~5.81(q,lH,Cs- H),6.43~6.63(d,lH,- CH=),7.19~7.60 (m,8H, Ar- H), 7.71 ~7.91
(dH,=CH-)

ad 2.35(s,3H,CH;) ,2.80~3.01(d,2H,C;- H) ,5.31 ~5.50(t,1H,G- H),6.27~6.47(d,lH,- CH=),6.99~7.38 (m,9H, Ar-
Hy,7.77~7.97(d,1H,=CH- )

re 2.84~2.90(d,2H,C,- H),3.80(s,3H, - OCH;) ,5.54~5.71(q,1H,Cs- H),6.42~6.62(d,1H, - CH=),7.11 ~7.35 (m,9H,
Ar- H) ,7.65~7.85(d,1H,=CH- )

4 3.05~3.14(d,2H,Cy- H) ,5.24~5.41(q,lH,Cs- H) ,6.06(s,2H,- CH,-),6.21 ~6.41(d,JH, - CH=) ,7.15~7.33 (m,68H,
Ar- H) ,7.58~7.78(d,1H,=CH- )

i 3.14~3.30(d,2H,C,- H) ,4.84~5.21(q,1H,Cs- H) ,6.00(s,2H,- CHy- ) ,6.15~6.35(d,lH, - CH=) ,6.74~7.25 (m,6H,
Ar- H) ,7.50~7.70(d,1H,=CH- )

2 > EDs,
., 18 ~22g , 110V 95 % ,
s 24h . 3.
1.2- , , 15 min, , 3 (4a~4g) EDy 95%
7 Tab 3 ED;, and confidence interval of the compounds (4a ~ 4g)
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ED;o

Confidence interval

conne. (mgekg™!) (95 %)
4a 128 .00 105.33 ~150.67
4b 90 .36 76 .05 ~ 104 .67
4c 76 .88 64.70 ~ 89 .06
4d 86 .82 77 .04 ~ 96 .60
4e 76 .88 64.70 ~ 89 .06
4f 104.13 85.68 ~122.58
4g 85.11 54.95 ~115 .27
Sodium valproate 107 .20 91.90 ~122 .50
3
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