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RRELNEY, KX A-(G-TE-2-Tk ) FIRBLIRIS AR, AT HT R U0k w5
4, R, HTHETBIERERE R PR TE, XL, 5-W8-2-5 o PR IS A BUR,
 ARTRWARSHETRBNRL, PYRRER, ERNETM R L5 MBRER 5 MR &
BEMELE, —BTELAWRERORBIER, TkWERHRZAEEM Y, LT R4S
e ‘, , ‘ "

3E4BIA  S-72055;5 1,2,4-MET; BUMMARZE; SUFANLG,  TEELRRHZ 0B 0,
AL B . . '

5-CLEEE-3-[2- (5 k-2 ﬂkﬂﬁ) ZB1-1,2,4-1E (BRI ME, S-72055) HE
EHPAADRARERY, BEGRK LR RSRERERY, HERENE %2 F B
BY, BAEGWHEERRR, BRRHERE—H, SBELAHER, FRAESAWEN
ST T FREFNLGY, BRINEHREREHERLY, SRTUTILA RS H e
¥y, 5-BE R H-3-[2- (5-THHE-2-WRWH) 4 1-1,2,4- 08 e (3% 1) ;5-1BEL o 12 - 3- [2-(5-
HHE-2-BRIE) LA 1-1,2,4- B2 (3R 2); S-BURE P -3-[2-(5-Tidk-2-Mkm) T4 1-1,
2,4-VE M (3K 3); 5-JRBE-3-[2-(5-FsE-2-BkWH) 245 1-4,5- = 41, y2,4- m&_w«ﬁ 435
5-BUAR 3-(5-HHE-2-MKkmwi)-1,2,4-"E "M (R 5),

ety I, I, 1 K IV 1L B-(5-Tf#-2- %%)ﬁﬁéﬁ?ﬁ}‘&ﬂsybﬁﬂ, SIS, 8
B 1FmRBRER, LAV “ULJ. 5-HH - W&"ﬁ 2-HBEENS A RR, 208 Breuer®# Cro-
vetti giib T & B, .

ARBLAYHA 1/@%%}32@%1152@%«&@% BT ORETSBER. ARTRYL
60~80 A I R M)K 4~5 FERAZ, BHRLWA 10, 20 K 40 mg/REFMHE, EPRF
BT, MMKUER 5. 2.5 me/REBIR. BRAH—KiEL: s K, THLKARR D B H
i?ffﬁ“i& BB miERA TR B DREFDLR B EY 80~100 )5, LA 4 Rb—4H, F
. BREARIR, RREH—K, ﬁlaﬁﬁrmﬁm%ﬁmmﬁdﬁm 809, &% T k., THYE

Ja 14 REIRZ W 5N BR, ;

Y 3o “ILM)J*}E?IJEHERWFEZ,J%DI‘%éé{t%%%nﬁm%mﬁﬂiZI‘ﬂ#E%
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AT 1981 45 A 20 BEl,
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£ B OB 4
5-12 5 -3-[2-(5-THE-2-0K W) ZH1-1,2,4- T 1T
FihA B A-(5-TL-2-H) I HBEAEAS 0.03 mol, "3 500 ml RUEsE 0.05 mol, I
SRS, IMAMBHELE 0.03 mol, R)F, B 4/, K&, ik, FEEARE4E
FIEEE R, EEMEEREELY.

U LR B B AR, MARESEFE, RERMZBSEAES L, BE,
REMEAIEL &, WEKAHI, ‘ -
FkB 4%/9 (5-HH3k-2- R“ﬁ)ﬁ%mmﬂ 01 mol, &{ETF 50 mlZ, Jﬁu)\ﬁz,ﬁﬁh
£, 0.01 mol, , [ 32 NBE, il BIRIRBEET, iR, PHSERAZREL R,

ED{EH:,A% II(R CHZCI)
S-S FE-3-[2- (5-THE-2-BWH) ZH#]11,2, 4-@&_% m

B 35 ml 5 DMF 5ml, M3EH, A 5-&FE-3-[2-(5-Tk-2-0kW) ZIR]-
1,2,4-TE W5 0.02 mol, BEHEZ RN, LHHT, IRA MR 0.06 mol, fnke, HEkklE]
7 20 /NEE, fﬁiiﬁlzxi*i&‘, BEHEER, %ﬂ%%)ﬁl@ti”*f&@, T, FMEBEPMAZLES
ZEMBRE®, I8, FIENSMIERES S, MBI, ’

BHEER, REWEEE, NESREMMHIEHESR, e 11,
5-j3#-3-[2- (- &-2-Bk W) Z 4] -4,5- “&-1,2,4-F oo 1V

B-(5-THHE-2- W) R BERENG 0.01 mol BT ZEE 100 ml H, fn AR (HEE 0.04
mol, EI¥ 7 /M, WERZEH, MAK 20 ml, FHBEHSE, Tk, FHAEES & %k
®, MELAYIV, )
5-=@ P H-3-(5-THE-2-1kH)-1,2,4-E 0k

I 5- -k -2- R BERRAS 8.4 8, TE/k3E 100 ml RieE 8.4 g, BAJS, HEZETFH
HTRM=RCRE 8,48, ke, SEBHIMAEE LM, RERXBH, Kbk,
%, FIABAGRCEESS, BBaK S, B 00~111C,
5- 5 &-3-(5- TR -2-0k ) -1,2,4-F 1

¥ 5- S A -3-(5-MEEL-2-1kNE) -1, 2, 4-PE TR T IR SN ER 100 mlsh, RIS
HARHEBRE, &FE 0°C, BARKEBEWRM (HF 2~3 /pi), T, B DMF KK RES
My BEGLE R, BAR 233~5°C, '
5-Z B | 3E-3-(5-THE-2-1k08)-1,2, 4 E 0¥

B 5-8 3k -3-(5-THE-2-"RIH)-1,2,4- B =M 1 g, MMAZELE 10 ml, B EBRK(YH
T2 /MR, R, ¥, FEEGRCEESS, 845, HA 204~6°C,

Bl EESVTRBHLERREETTE, PEE. MRESRERE, HILKN,

g F X W

1. ERHRS SRR SIS W TR R RBT . FEARRE  16:272, 1977

2. WGERBFSTS . SRWEMRE (S-72055) A& JFEE MG B A MR SRR, *@%#ﬁ#?%&&ﬁm%mfﬁm
96~7, 1977

3. Sherman WR and Esch A Von: Synthesis with 5-nitro-2-furonitrile. J Med Chem 8:25, 1965

4. Crovetti A J, et al: Halomethyl-1, 2, 4-oxadiazoles I. reactions employing 5-chloromethyl-3-(5-nitro-
furyl)-1, 2, 4-oxadiazole. J Helerocyclic Chem 9:435, 1972

5. A, b, = heTFy BEAYW O EEOWREB 4 = b7 & % & T5 Thiadiazole ¥ LT Oxa-
diazole Rk O 4R bV FE—EMNEE. JKLHMEE 85:948, 1965

6. Breuer Hermann: Nitrofuryl-substituted 3-amino-1, 2, 4-oxadiazoles and 5-amino-1, 2, 4-oxadiazoles.
J Med Chem 12:708, 1969
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SYNTHESIS OF NEW ANTISCHISTOSOCMAL
AGENTS RELATED TO FUVINAZOLE

HUANG Lan-sun, HU Yu-qin, MA Rong-sheng,
ZHOU De-han, WANG Ai, HUANG Li-xin,
XIAO Shu-hua, XU Yue-qin and SHAO Bac-ruo
(Institute of Parasitic Diseases, Chinese Academy of

Medical Sciences, Shanghati)
ABSTRACT

Several series of nitrofuranvinyloxadiazoles related to fuvinazole, a new antisch-
istosomal drug, were synthesized by using F-(5-nitro-furyl) acrylamide oxime as the
starting material. Another series of nitrofuranoxadiazole compounds - without vinyl
bridge was also synthesized by using 5-nitro-2-furamidoxime as starting material in
order to investigate the significance of the presence of vinyl bridge. - The synthesized
compounds were screened against schistosomiasis japonice in mice. The results showed
that the presence of 5-acylamino group or -5-alkylaminomethyl group on the oxadia-
zole ring afforded optimal potency and that desvinyl analogs were almost inactive.
The structure-activity relation‘ship was discussed.

Key words S-72055; 1,2,4-Oxadiazole; Antischistosomal “agent; Schistosomicide;

Parasiticide; Nitrofuran-vinyl-oxadiazole; Nitrofuranoxadiazole





