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BoxAAR. RRBEENHBARMLTLEAREHRRIEM, ST2014H/PERHTFH LM
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S04 FNEMR RGEHWERXER,

BT MR R RS 254, TMiek (Niridazole) (I)‘CHANERIRT RIS
W% s, WA B ADRBROER, HHFYE 1965 F£45RXANHHIHHITT B &M
W BRA R BRIT PR R IR Y. S5RIEW, HMkEMARRAENHRARRIEER
%, HIERTBFAAES, AERELE, TERTHRRB2RL0TE, ARESER
W&o BETHMRED DA BEREE, WREAGER, Bk, RITAREMRELE
AT, DAINBRRS AR T, sk ek 3R LA — MR, HERFHmK,
AV BTHMR SR AT T REE. ERMBRLST RGEMEZEME, RAK PRI
REFTHMBR UM B R B R AR BER, BREEHARY, LRGEREERNMTE—PHEH
ek EEA, TS AR LA BRI R RURRY R £
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PBEIR, 7 3L ESIARERB R TRANR: RN, BWEEREREM, " hxhEms
RGNS ERALAHMEER, 22RTE (1) RAHESERTRHREERS, B
B, BIMMREHXMEAHAKTESHEKRES, EERDEANERRELES, Am
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RAEMRZEH TR N R ABREERTN FHPRRY, sr2014 /AR E
“PEIE ELTHRERR DR, #2210 2% (RiH LDso b 27.5¢/ke, JE#H b 2.45g/kg), S72014
FBIT /BRI BRI IT $580 (LDso/CDso) 4 21.2, HREMEBREY 6.1 48LL, 4124 3.5 %7,
JH/NEREEATH S 72014 SRk IHE R R RZG MM K ER B, S72014 RN 2.5¢
o5 g BEx S rame, P ERGUNHER RAHR LT R E A, TR R 0.25 ¢ K&
0.5 g HEFEBRER®, HIFMANERSCKE.
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1. S72014 4y Frhfy FHMBRER Y HoREE R THREKFELEAWERE, RBIEAD
R, EHRBYLRE Sk, o

2. ST2014 pFHMZRTHREONEE, HET PIRMABRKHMGIER, €ahthx
JUER B E BOK T REMIR 10 fi 3RS R G,

3. BTFRMEAMAELE, S72014 FIERy R R P 72E R0 b M R 75 T Eb & 07T00 JFUH i ek &R
Ak, RIAEERGERER, BRETEHER, XN ElIEERE RS &
HHHEE. : ,

4. S72014 RZYHLHRIRENE A BRI WS —REE, B P BREARBIE
K. BEESRTR, Mk 9 MRETH, mHERTN.

5. HIBEA BB YRIT BLBR TS EA RN BT R BEE, 43h FkA R~
A R T -

6. S72014 RIFZRWHLME BIERIREE, 7 23 MeAh, HBIRITERAN 2114,
A5 9096, Hor “ers” FH AT A, 5 74%; BEWMPBERE.E 214N QAK KAlhE
AT A, Hp "Bk 16 4, & 7626, RLHTE.
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i, BEGlE, HERRIEBGANILRaERER, RIE, AZPERRERCES I
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BUWH=H, KB ERBEETREP TR, B, 184~5C, BE 115¢,
a4 CisHp05N;S
WG, % C 50.70; H 7.04; S 9.01; N 19.72
LIE, ¥ C 50.72; H 6.91; S 9.18; N 19.65
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SYNTHESIS OF A NEW SCHISTOSOMICIDE S72014
AND ITS HOMOLOGS

Huang Lansun, Wang Ai, Ma Zhen and Si Baoxun

(Institute of Parasitic Diseases, Chinese Academy of DMedical Sciences, Shanghai)
ABSTRACT

A new antischistosomal agent (S72014), 1-(5-nitro-2-thiazolyl)-3-diisobutylami--
nomethyl-2-imidazolidinone, and its homologs were synthesized by wusing niridazole as
starting material ahd appropriate secondary amines through Mannich reaction. S72014.
was shown to possess pronounced antischistosomal activity in animals (mice, rabbits, do-
gs and monkeys) infected with Schistosoma japonicum. S72014 was 10 times less toxic
than niridazole and had a chemotherapeutic index 3.5 times as great. Comparative com-
bination tests of S72014 and niridazole with chemical convulsants in mice showed that:
S72014 did not produce seizure at a dose as high as ten times that of niridazole which.
would cause epileptic convulsion significantly. Structure-activity relationship was éiscus—‘

sed.





