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Antifertility actions of gossypol derivatives and
analogues'
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ABSTRACT This paper report the resulis of 32
gossypol derivatives and analogues. Among 12 com-
pounds screencd by oral administration to & rats,
only dipotassium gossypolate (NC03) exhibited an
antifertility activity similar to gossypol. Among 24
compounds screened by injecting into pouches of
cauda epididymides of rats, 10 exhibited spermicidal
activities.
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Tab 1. Awmtifertility test of 2% gossypol derivatives and analogues by injection into powches of cauda
epididydes of rata.

Code Substituents Rate with

number all sperms dead
B, R, R, R, R, R, R, Ry R, /Total rats
NCO0O5 R CHO OH OMe 4/4
NCO11 R, PhCO OH OH 4/4
NCO12 CHO OH OH 4/4
NC033 Ry CHO OH OH :
NCO64 R4 CHO OMe 474
NC002 OH OH 4/4
NCo14 CHO OH 4/4
NC025 KK, CHO ' OH od  OH as4
NCOM4 o R, CHO OH 474
NCO52 @@ OH CHO OH OH 0/4
wNCoss R Rq OMe CHO OMe OMze 0/4
NCO56 Ry Rg CHO OH OH OH /4
NCO57 CHO OMe OMe OMe 0/4
NCD58 CO.H OH PoCIHO OMe 0/4
NCO13 R " CHO OH OMe CHO OH OMe 0/
NC020 3 E CHO OH OMe CHO OMc OH “1/4
NC021 R, @ R, CHO OH OH CHO OH OH 4/4"
NC037 CHO OH CHO OH 1/4
NC062 Ry @ Ry CHO OH OH CHO OMe OH 013
R: Ry J
NC024 CHO OH CHO OH 3/
NC036 OH OH CHO OH OH CHO ise
NC053 OH OH CHO OH OH 1/4
MNCO15 O-C0O OMe OM:e NO, "
NC025 OH = OH OH -
NGH

NC030 R; R, OH CHO OK OH -

NCO3I R, OH CH= OK OH
COUN
Ry .

NC032 I OH CN OMe OMe
NOD40 s H=]NO .
NC041 OH CHO ©OH OMe 1/73°

NOD42 o= CHO OH OMe O= quinone 0/3"
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NC034

NCH66

NH,

G/ 4

I gossypol
Control

4/4
0/4

" Rats oral inefTective. " "Rats oral as effective as gossypol.

" "Rats oral uncertain.

Wister KB, &, 4K 332 + SD27g, &
W, RS A 1WBTESER
({CMC)ER NS & Tween—80 BRI B, it
ig H.

EABHEERESEY, FRAEYH
THEM, B 2 %ifE, SRFHAEER.

METHODS AND RESULTS

12 SR ITERMAELEN S ARES
FEMEY =PRI ARNED
RS TERIRE R LD (8, FHEUE{E 1/ 20 56
1/104ERKBEHANRE. HHEEAERRERE
1% CMC % #. W S KRB R x HE.
WM 15Smg/ (kg - EMAEZGLH, TH 56
REGHRZR e W — W E5RAMAH 64,
TERBHANE - RXHEAE K, ZZHAL6
wk, #25 1-3d FHEIRY, HEHERDHE
FRESIRMAEE. LREBEREFY, £X 12
#Fatd, REHE-7.7-—H NCO30H
S5 ORI, XalfBRE
FEEE G, BB DM aES . K
A& YT AERSE ¥ R R AR, [l g 3t

MREHAABSELER SAIBEAEST T HE, £
BEER. ,

NC029 300 mg/ (kg - d)F NC032 250
mg/ (kd - d) O REE, THREAG 384
HSERSIRE 14K 64, 5 EXHBMI
£HEH. ZREIKER, A Bouin KHEA
E, BRWA, HEnfs, AX¥BRERHE
#% NCO01-NC020 XF 254 K i ¥
BIEE, SRHENEZEHAREIRE.

WERHE, S KR O BRMER i
—6,6,7,7—1 B B (NCOOT) ¥ F Wi B & &
46%%. {EMLG RN RE— S M, B
PR il G AR A AT T 8 K RO R,
HREMERBTERTEE FRE RAESH
#, £H NC0OO7 HI LRIt A TR,

24 FGEHT E I 2 AT S KR E
EREMNABFER HABRAREELEH
40 mg / kg, ip BREF,TF AR50 B 22 H w6 QBT 8,
Gr A SRR AR A ., A ME AN EM
0.05 ml (X} ), HMEA 2% RS HEE
Mo0o05Sml, RIFHSRID. 2d4d FRIEKE,
R, AR AAAS, Bk
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DISCUSSION
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B4r FRRWMAT R IR, RXSRBMS FERR
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K B R v 2 B 0 e A SR TR Y
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B0 RS SRR R, AR, e
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