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Pharmacokinetics of norethindrone enanthate 200 mg
after intramuscudar injection in 25 Chinese women
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ABSTRACT Pharmacokinetic profile was studied in
25 healthy fertile Chinese female volunteers after im
norethindrone enanthate (NET-EN) 200 mg. The
results were compared with the data from British
women in our previpus paper.

Following a single im NET—EN 200 mg, the times
1o reach peak levels of NET—EN and NET were 4.0
2.8 dand 5.4 2.0 d, and their peak values were 5.0
1.8 and 126% 09 ng- ml', respectively. Mean
climination 7, of NET was significantly longer
than that of NiET-EN. Mean apparent elimination
Ty were 148138 d for and 11.445.7 d for
NET—EN. The elimination rate of NET in Chinese
women was significantly slower than that in British
wornen. There was no significant ethnic difference in
absorption kinetics of NET and NET-EN.
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SUBJECTS AND METHODS

25 2458 29.6+SD 29 yr, {KE & =5SD
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16—"HINET-EN (it & 5 #£ 2 720 020
MBq + mmol B R ZEE Sigma 7 & HIP#H
Schering AG #Efit. NET & NET-EN B &
PR e REEE R W0pg - ml, WHEW
ft R At A1 2R R B BH 9.37% 1 10.1%.
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RESULTS

NET-EN B & W 31 5 ¥ I =
NET-EN 200 mg /5 NET #l NET-EN # ¥
¥ #5 % R SD W Figl. NET B
NET-EN 1 ¥ i 25 8 {E (G0 Y 5lk 126
6.5-25.9) ng> mi™ # 50 (2.2-9.0) ng -
ml™, BRA -4HEMEER. NET
NET-EN [l 24 ¥ B A v B 8] 43 31 2y 5.4 #1 4.0
d{(Tab 1). EE3 @4, imk 7d AOTAF M
WK T. Hy s 2R WdBE 41
W, im JF2-3d Bikmhee{H. B AW
NET # BEH & T NET-EN KB, P& ey
th¥r 1.07-5.88. &AL S wk L RIERNE
WA, EEEEPCGELMS. SRR EH, @
Zhg {f 5 1k o e [A] A% 52 0K 89 Quetelet 153
(FH kg/ B8 m’) EREMAXRELE
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Tab 1. Pharmacokinetic parameters ip Chinese and

Britlsh womem. x =+ SD. ‘P>0.05 "~"P<0.05,
TP < 001
Parameters Chinese British
(n=23) {n=9)
NET

Peak value (ng - mI™") 126+ 4.6 11.1+7.4"

Time to reach the peak

value (d) 54+20 43£22°

Apparent climination Th(d) 148+3.8 11.6+t4.5"

Clearance (L « d™") 0.72£0.18 1.08£031"""

Days for serum levels to

decrease below 100 pg - mI™' 10021 74+20°""
NET-EN

Peak value (ng - m1™) 5018 52x45"
Time to reach the peak

vatue (d) 40+28 45£23°
Apparent elimination 73 (d} 114+57 8.1x37°
Days for serum levels to *

decrease below 100 pg » ml™  59+28 43+ 16°

NET-EN f9i48zhhs  IiE NET-EN
200mg EAYHERERFBREHIAE
ER. EXFEIMMHELE, M9 NET-EN & NET
WM —RRRN TEAR. REHNHT
2., ZF¥XHER. AYHEEEENAER
FHFRER: Y=a-b X, BBOREKRTEH
PR MEGRER. B 1A NET ¥HEB4A
6] 03 77 B i) H s & AT 0.9°. NET-EN
TP EEEEHBHMT NET, NET #1
NFT -EN Mz5# % E 100 pg - ml™ fragnt
[A43 80 100+ 21 Fx 59+28d. i HRW
B T, PWI5+4%1116 d (Tabl).
NET#%0M 11 B 259 BFE % J6F 100
pg - mi™ FFA A1} 5 Quetclet #5BB E 41
F(r=-0.53, P<0.01).

NET (R 28 RREAZG-HisR F8k
HEHEFEAR AUC, o =AUT 1+C1/ K,
i EMR WA EHZEHM NET A
NET-EN ZiE4r 5% 216+ 68 1 62+ 28 ng
(mi-d). MERF 0-7. 8-30. 31-60 4 HFT
WA IZG R R BRI 24.0%. 51.9%H
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14.1%{Tab 2).

Tab 2. Comparison of amount of MET absorbed be.

tween Chinese and Britlsh women, “P> 0.05,
*P<0.05, “*“*P<0.0l.
Chinese British

- (n=25}) (n=9)
AUCng-ml! - d7%
Ay 216.4 143.5°""
AUC / AUC, .. (35}
dg_s 24.0 35.5°
dyoso 51.9 417"
s 14.1 12.5°
d> 60 10,1 43"
DISCUSSION

AHFEER LY, &5 im NET-EN 30
mg®—¥E, im NET-EN 200 mg /5 NET #
NET-EN HIZsl A% EHAERHFHEM
TEER. BB RET Swk ZHAME
NET-EN 5 NET ML (ETH, #xR—845
NET-EN HJ il b\ o 2 5 £ S st

AL, NET f1 NET-EN &%
BB ¥ BHE Quetelet IBFFRAARK, 5
FEEL im WEERE NET-EN /5580l
FHESHOMILERA K EEZ R (Tab 1)
i NET KB N ESREP ATz A
BEER, YEHAL M NET HBk bl
FH R 3| EE L (P<001), F WA
Bry Bl SR BERE AR T 100 pg - ml ™ 5T
I I U B 3 R 9 4 #2(Tab 1), {8 8 AR
L85 5 Quetelet FEHE FHL. dEAL
#] Quetclet JE ¥ (207 0N E W R E QL
(23.0 £ 1.9 MP < 0.05), TTHESRE W ERIE 24|
MEEZ—. 4t ERERLmPERELES
¥4 F (sex hormone binding globulin, SHBG)
K4 i L (&S, NET E[M44E SHBG
KE®, {Hgk 5 SHBG #54™, # R SHBG
YRR SE MR LB IFEERN R
—IRE. ERHRIIENHME R IE ST

BB AKTEX. EEMS5HFER
#.OAEFRIMWKE., BE REAMNEREE

AX NP ERL NET-EN #3175
¥ENSHEEHOLSERMEiE(Tab D, BES
Quetelet EFCRFXE. 7 Lk NET KN H
BN ERY NET-EN WK# T EUEE

HE & im NET-EN 200 mg f[5§ NET
gy -t gk P R E R K (Tab 2), &
5 NET EHEE L&A EEERE .
AER 60d, PEIALENIGE 10 %K Al
YA NET 48, MEEAZEANRN
43%, MBERBREZER, LSHIEMRMARD
I NET Rt 2R M. Brods FHma
B NET—-EN 200 mg J§ NET FH R i&H
BRI BB T EH.
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Emdocrine actlvity of pseudolaric aclds A and B and
their effects oa sex hormones, prostaglandins, oterl, and
fetuses

WANG Wei—Cheng, YOU Gen-Di, JIANG
Xiu—Juan, LU Rong—Fa, GU Zhi—Ping (Shanghai In-
stitute of Maieria Medica, The Chinese Academy of
Sciences, Shanghai 200031, Ching)

ABSTRACT Two novel diterpendoids, pseudolaric
acids A and B (PA, PB) first isclated from the root of
Pseudolarix kaempferi Gorden in China, have been
reported to possess significant antifertile activities in
rats, hamsters, rabbits, and dogs. The present study
demonstrated that neither PA nor PB had estrogenic
and antiestrogenic activities, they also did not inhibit
deciduous formation. When an effective dose of PB
30 mg * kg™ was given on d 6 of pregnancy and the
hormonal determinations were done on d 8 and d 12
of pregnancy, the progesterone, estradiol and
prostaglandins E, F levels in plasma and the uterine
prostaglandine E, F levcls were not significantly re-
duced rs those of the control rats. The human
uterus was used as the experimental material in
vitro, PA and PB 200 ug-+ ml™ eultural medium
(McCo¥'s 52 medium) damaged only a part of the
decidual and trophoblast  cells. In partially
depolarized isolated uterine smooth muscles of early
pregnant rats, PA and PB caused a decline in the
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contractile tension. A low dosc of PB 2 mg - kg ! -
d™' was given ig on d 6—12 of pregnaney in rats
caused the body weight and the length of fetuses and
the placental weight value significantly lower than
those of the control. Thus, ischemia due to the
vasoconstrictor effect is probably of great, and some-
times of supreme, importance,

KEY WORDS pseudolaric  acid;
conltraceptive agents; progesterone;
prostaglandins; decidua, trophoblast
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HE 1WA HBEMZ B (pseudolaric acieds A, B;
PA, PR)EHBM R METBER RN H, o Mg
.5y EERARLPEREEN FTHREERRF T
G BN, BSRRPF 200 g - ml™' 49 PA 1 PB RfE
SEERGRERRHANSREGEMNR. PA W PB
T {HER A BRI TEIGE ) BE. EXBERY
6123 HESPB2mg - kg FTHEMEE, SKE
R ERAB M N ERA.

LRI LRI ovERE A PR, BE AR, F1H)
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13 g7 I BB 11 Z, B& (pseudolaric acids A, B
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