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1. 2-B I R—di- 18— R ARIEEE (1) B &

WHREI1IS-HEREME 1 g 5HPRIR 2 ml, HEF
B05g EXAKMBERRY 3~4h, FHHEAKK
1, H 6mol /L M, HRBEINE, AN
EHERBEHBRRAREK: mp 124~126C; Anal
Cy,Hy0,, C 7742, H 8.50 (Req C 77.43, H 8.24);
UV (C,H,0H) i_,, 305, 247 nm; IR (KBr) v 3556,
3477, 3277, 1649 cm™'; NMR (CDCl,) 6 0.99 (1, 3H),
1.02 (q, 2H), 2.95 (s, 1H), 5.82 (s, 2H), 10.3 (s, 1H)
ppmm.

2. dl-18—THILRIERI-[2, 3 d]- TP (2) MBI 4%

ZHL3CHR (4], d1 1 H44 2, TN 7/ 4G T 1
#f 5% . Anal C,,H,NO,, C 78.30, H 8.08, N 4.15
(Reqg C 77.98, H 829, N 4.20); UV (C,H,OH)
Ames 286 (loge 4.01) nm; TR (KBr) v 3500, 3430, 2978,
1649 cm™; NMR (CDCl,) 5 0.94 (1, 3H), 145 (q,
2H), 2.95 (s, 1H), 3.70 (s, 1H) ppm.

3. 21-$—di-18—HIFEARIGTH[2, 3 d]- 57208 (3)
1 ) 45 :

#ALG% 2 100mg, CuCl, 50 mg ¥ |4—
AE—NER (20120, [ 20 h, M EHAKB=Y,
TRIGELAR, W/ AWBES&A~Y 70 mg:
mp 83~85C; Anal C,,H,0,CIN, C 71.06, H 7.05, N
3.77, C1 9.56 (Req C 70.97, H 7.70, N 3.99, C 9.93);
UV (CHCL,) i, 297.2, 246.4; TR (KBr) v 3474,
2857, 2217, 1778, 618 cm™'; NMR (CDCl,) & 0.95 (1,
3H), 1.67 (q, 2H), 3.58 (s, 1H) ppm.

4. 21-{H-18-HHEHIEFHE2, 3 d]-F1EM () B
w5

BAGw 2 230 mg B TINEEH. A N-RAR
TR 170 mg, AgNO, 50 mg, KKV 80 min 3
FIAKP, ZBMZFGAER, FLRER. WNE/ 408
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21 3%

W HY ™5 190 mg: mp 77~ 79C; Anal
Cy,Hy0,BrN, C 63.46, H 6.25, N 3.36, Br 19.23 (Req
C 62.90, H 6.63, N 3.47, Br 18.32); UV (CH,0H)
Anes 287.7,213 nm; IR (KBr) v 3450, 3400, 2910, 620
em™', NMR (CDCl,) 6 0.99 (t, 3H), 1.25 (g, 2H), 2.17
(s, 1H) ppm.

. ZAERR AR

AL EY SRR, MR ZR.
B EZENELS IR IC, B 1,

Tab 1. The afTinity data to porgestcrone, estrogen
androgen receptor

Compd. RBA ICs (mmol/ L)

Progesterone 100 1.17x107°
5 99 1.14x107°
4 6.3 1.80%107®
2 24 4.66%107°
3 0.09 1.29%x 107¢

" Estradiol 100 559x10°0
5 7.49x 107 7.94x%1077
3 3.80% 1072 1.56x 107
2 7.98x107 746% 107

TTRIs8”E 100 170x10°
2 58 2.95%x107°
s 35 4.83x%10°
4 27 6.38x107°
3 19 887x107°

*Methyltricnolone
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Synthesis of Norgestrel—(2, 3d) isoxazole and Its Halo Derivatives

Li Fang, Xu Fang, Liao Qingjiang

Family planning drug research center

The article reports the synthesis of Norgestrel—(2, 3d) isoxazole and its halo~derivatives, and the dctermina-
tion of the affinity data of RBA and ICg, of thesc compounds to progesterone receptor, estrogen receptor and

androgen receptor.
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