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Tab 1. Structures,. mp and yields of the synthesized compounds

MP Yield
Com R! R? R
pd (T) (%)
1la H CeHs 215 ~216 84.0
ITb H p—Q-CsHa 244 ~245° 80.0
Hc H 3,4-(0OCH,0) - CeH3 250 84.6
1id H p—N(CH3)— CsHa 264" 82.0
Ile H Furyl 190 ~ 191 82.0
Iuf CH; CHs 193 ~ 194 64.0
Ila CH; CHs CeHs 257 ~258 35.0
Iilb CH3 CH3 Furyl 244 ~ 245 39.0
IVa CHa CH3 CsHs~ NH 310 90.0
IVb CH; CH3 2.4 —(NOz);— CeHa— NH 357 ~359" 94.0
Ve CH; CH; OH 276 ~277 85.0
Ivd CH3 CHj NH,CONH 296 ~297" 58.0
Ve CH; CH3 NH,CSNH 291 ~292 51.0
'Decomposition
Tab 2. IR and 'THNMR data of compounds Ila ~f and IIla,b
Compd”  IR(KBr)em™' 'HNMR (DMSO)éppm
G-H G.G-H G-H G-H O-CH;-O Ar—-H -CH;
= -N — -
=0 C-N C=C Hd™) GHm)  QHs) (Hs) (His) (m) (6H.s)
Ila 1679 1480 3.42  3.95 9.11  6.60 7.60 ~7.81
(TH)
b 1679 1492 3.31  3.41~3.56 8.65 6.20 7.18 ~7.38
(6H)
Ic 1674 1486 3.00 3.56 862 6.01~620  683~7.38
(4H,m) (5H)
IId 1640 1480 3.02 3.28~3.71 8.70 6.18 7.15 ~7.38 2.85
(5H)
e 1685 1492 3.14  3.63 8.61 6.18 6.30 ~7.40
. (5H)
If 1680 1496 3.11 3.55 870 6.70 7.31 1.10
(S) (CS v"’LS)
7.44
(Cs-1H.s)
Mla 1684 1492 1600 3.14 8.66 6.28 6.57~1.75 1.32
(+ C=C-H.8H)
b 1660 1480 1620 3.26 854 6.26 5.97 ~7.95 1.36
(+ C=C-H.6H)

*Elemental analyses for C- H and N were within 1 0.3% of the calculated value. *"J=6Hz .
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BARHEMESENE, &EEIFEREKIE. IR H Perkin — Elmer 1700 B{(3E, KBr K
k. '"H-—NMR HW#=% TMS, 514 DMSO, B Ac— 80 B M. TR H7 B Perkin—
Elmer 2400 ZU{(HIE.
5-(3.4-TERE_ME)XE - 1,3-FS_8H (Ic)

FEFACE 20 ml FmANa 1.2 g(0.05 mol), £ Na £EEME, MAFHRINHK
B K8 ml(0.05 mol), BIH 15 min, MA 4—(3,4— EF _HE)EXE -3-T#H
-2-K9.5g(0.05 mol), HBEHEIK 1 hJ5, MA 25%NaOH A& 35 ml, & fnhE K
4 h, MELMERIL, 884 10 min, AR EEE. EHE, 95% CEELR, BE 59.0%.

Ia ~fHRKH EA .
6,7-TER_ME—3-(3.4-TFHR_NX)¥XXE-1(2H,4H) -V =M (Iic)

HERE A HIREE 0.83 g (0.005 mol)5 Ic 1.16 g(0.005 mol )Bf4l, iRA®HE, BT
B, 120 ~ 130 C mhis ik, BEEBALEHRE MM S min, REHEHEL. B
N N- —REPBRKESRABRAGCEE, mp 250 C (M), B #H 84.5%. TRIHT
C,H ;\NO, , Bi{H % C 69.80. H 4.18, N 3.88; StK1H % C 69.89, H 4.20. N 3.11.

Ila ~f AL EA K.

2- FUHFX —6,7— TH_HX —3,3—- —HAX —1(2H.4H) - AYIESE (Illa)

IIf 1.0 g (0.004 mol )i& TFKZEE 40 ml #, 0 T & HC1 X 40 min, BE# T i ¥
BE 5ml(0.05 mol), fuke, BkEEBEH: 10 h, BRI OB, BEI®K. BERRALE, AL
KB R RBEAERE, mp 257 ~258T , K#*35.0%. £E¥2H C,HNO,, it
{ %C 77.29.H 5.36, N 3.92; %14 C 77.04, H 5.47. N 3.61.

2- KWL —6,7- TH_SEX -3,3— —HX —1(2H,4H) - YIEM (IIb)

#KOH 0.5 giETF Sml ks, LiEMA 95% L8 2 ml. IIf 1.0 g (0.004 mol ) Frk &l
HE Sml(0.09 mol). Kim THiH 4 h, HEEM, mERZEPHE, KE 24 h, ZEILE.
W, AXKCHELRBEREAHE, mp244 ~245TC, KH 39.0%. LRI H
C,H,NO,, BRI& % C 72.61, H 4.93, N 4.03; TR(E % C 72.59, H 5.31, N 3.93.
BEELEHAV) :

LAY I SEY. 2.4 ZHEXB. 2. KERMKEHIRR AR RERL
A% IVa ~¢. '

MAWMILR

WNRIAMEE  BREYE/NARARE 18 ~20 g VLML, 7E 551 0.5 C i LR AR
AR, & R RIEA 5 ~30 s Mt A, B4/ 5 ip {tAad Ila ~f; IIla,b;
IVa ~¢ (60 mg/kg), Bk (20 ml/kg ) aspirin (60 mg/kg), RAHEIF 15,30,60F!
90 min &4 /NELAORERE, WA BIEIL 60 s & 4%k 60 s L. G4/ A0 R FLE R
Bk 100% 3, KHHAZ)E 15,30, 60 F190 min BARFREBR A B, FRAEK 3,

WEakE B NOREER 1722, Milo4d. #4025 ipkdda ~1;
Illa,b ; IVa ~¢ (60 mg/kg). *ERER7K (20 ml/kg)F asprin (60 mg/kg). A% 15 minJ5,
Fip 0.7% BiEE (10 ml/kg). iERiESHEERESS 15 min N/DR ALK E. (L&Y Ila ~f,
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Tab 3. Effect of all the compounds given ip 60 mg/kg on pain threshold using hot plate method (n=10)

Dru Pain threshold Changes in pain threshold % (x +SD)

J baseline (s) 0’ 157 30’ 60’ 90 ’
N.S. 10.1£2.09 100 95.0119.5 107%26.8 109+20.7 1091 34.3
Asririn 12.1£2.14 100 94.6+£3.71 - 114134.5 112£32.5 135162.4
Ila 9.40+2.00 100 205160.9 218181.8 1921105 208+75.7
b 12.8£2.71 100 114£33.9 123118.5 153t51.5 153£57.7
Il 10.5+2.09 100 101+42.3 107+37.2 112+21.7 124%36.6
Ild 10.5£3.36 100 148+ 80.7 134%81.5 183+87.9 2681103
Ile 10.1£2.07 100 196116 2851136 296177 3571149
If 10.7+1.44 100 166+75.0 200113 252110 2671107
Illa 11.7+2.07 100 94.713.10 1161324 108+31.7 1221 50.7
IIb 12.113.00 100 94.412.76 107129.1 112£29.9 1221501
IVa 11.1£3.00 100 94.1%2.27 103£31.7 105120.1 104£27.6
IVb 10.9+2.77 100 96.1%£2.27 109%£25.1 110+21.1 109£20.2
Ve 9.60%2.10 100 97.242.21 116124.4 112120.9 102£19.9
Ivd 9.71%2.67 100 100%1.91 1091227 108£19.4 112121.1
IVe 9.91+3.21 100 101£2.20 109+3.01 112+17.7 121£19.8

Ia ,b 1 IVa ~e Ryl /e 8 #k 75y 5 %126 80.0, 77.8, 72.0, 80.0, 96. 4, 80.0, 76.0,
72.0, 69.0, 70.0, 58.0, 50.2, 52.0%.

% R 5 it it

BB E MBI L B A BRI L At f TR TR MR, RRAX LAY
BAERRER, R e MR B, b aspirin 19 2.5 %, Ila ~b F1 IIf % F aspirin,
Hla Haspirint¥¥F, Ilc,IIb # IVa ~e 38T aspirin.
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SYNTHESIS AND ANALGESIC ACTION OF 6,7- METHY-
LENEDIOXY -1(2H,4H )— ACRIDONE DERIVATIVES

GF Han, J Ouyang ", JJ Wang’ , SP Jiao and GJ Jiang™

( Department of Medical Laboratory, Jilin Medical College, Jilin 132001; .Deparlmem of Fine Chemistry. Jilin Chemical
Industry College, Jilin 132022 . 'Departmem of Chemistry, Yanbian University. Yanji 132032)

ABSTRACT Thirteen derivatives of 6, 7— methylenedioxy ~ 1 (2H, 4H) —acridone
were prepared. The structures of all the compounds synthesized were characterized by
elemental analysis, IR and 'THNMR spectra .

Compounds Ila, IIb, I1d, Ile, IIf increased significantly the pain threshold using the
hot — plate method .

Key words 1 (2H, 4H) — acridone; Analgesic action





