
 (Ganirelix Acetate Injection) 肽
 (gonadotropin-releasing hormone, GnRH) 

 GnRH  1 2 3 6 8  10 
肽 N-acetyl-3-(2-naphthyl)-D-alanyl-4-chloro-D-phenyl alanyl-3-(3-pyridyl)-

D-alanyl-L-seryl-L-tyrosyl-N9,N10-diethyl-D-homoarginyl-L-leucyl-N9,N10-diethyl-L-homoarginyl-L-
prolyl-D-alanylamide acetate  1570.4

NH CH
1 (D) 2 (D) 3 (D) 6 (D) 10 (D)4 5 7 8 9

CH2 CH2

+ x C2H4O2 + y H2O

(CH2)4

C2H5 C2H5

Ac pCl Phe NH CH CO Ser Tyr NH

NH

CH

C

HN NH
+

CO Leu NH CH CO Pro Ala NH2CO

(CH2)4

(CH3COO–)2

C2H5 C2H5

NH

C

HN NH
+

N

 250-µg/ 0.5 mL 0.1 mg 23.5 mg 
 (NF) /  (NF)  pH  5.0 

GnRH  (luteinizing hormone, LH)  (follicle-
stimulating hormone, FSH) LH 

 1  LH GnRH 
 LH  LH 

 GnRH 

 LH  FSH 

 LH  FSH  48 

 I 
 3  125  500 µg 

 I  250 µg  (subcutaneous, SC)  (n=15) 
 (n=15) 

tmax t1/2 Cmax AUC CL/F Vd/F
h h ng/mL ng • h/mL L/h L

1.1 (0.3) 12.8 (4.3) 14.8 (3.2) 96 (12) 2.4 (0.2)† 43.7 (11.4)†

1.1 (0.2) 16.2 (1.6) 11.2 (2.4) 77.1 (9.8) 3.3 (0.4) 76.5 (10.3)

tmax 
t1/2 
Cmax 
AUC AUC0–∞ AUC0–24
Vd 
†  
CL   = /AUC0–∞

F 

 250 µg 
 91.1%

 250 µg 
 43.7 (11.4)  (L)  81.9%

 4 
 50–70%  24  

17.1–18.4%  1–4 肽  1–6 肽

 1 mg [14C]-  288 
 97.2%  (75.1%)  (22.1%) 

 24  192 

 (controlled ovarian 
hyperstimulation, COH) 

 (polycystic ovary syndrome , PCOS) 

 2  3  150 IU  FSH Follistim®

   7  8  FSH  6 

 FSH  FSH 
 17 mm  hCG Pregnyl®

USP  hCG  FSH
 (in vitro fertilization , IVF)  

(intracytoplasmatic sperm injection, ICSI)

 COH  FSH  LH  332  
COH  IVF  62.5 µg  2000 µg 

 FSH  II  hCG  LH 
 hCG  E2 17 ß-

 62.5 125  250 µg  1475 1110  1160 pg/mL  
E2  500 1000  2000 µg  823 703 

 441 pg/mL  II  250 µg 

 II
 COH  FSH  LH 

 (µg)
62.5 µg 125 µg 250 µg 500 µg 1000 µg 2000 µg

31 66 70 69 66 30

 ET† 27 61 62 54 61 27
LH ≥ 10 mIU/mL * 4 6 1 0 0 0

 LH (mIU/mL) 3.6 2.5 1.7 1.0 0.6 0.3
hCG‡ 

 5  95 0.6–19.9 0.6–11.4 < 0.25–6.4 0.4–4.7 < 0.25–2.2 < 0.25–0.8
 E2 (pg/mL) 1475 1110 1160 823 703 441

hCG‡ 

 5  95 645–3720 424–3780 384–3910 279–2720 284–2360 166–1940
 Ω

 n (%) 7 (22.6) 17 (25.8) 25 (35.7) 8 (11.6) 9 (13.6) 2 (6.7)
 n (%) 7 (25.9) 17 (27.9) 25 (40.3) 8 (14.8) 9 (14.8) 2 (7.4)

 (%)ϒ 14.2 (26.8) 16.3 (30.5) 21.9 (30.6) 9.0 (23.7) 8.5 (21.7) 4.9 (20.1)
38602

*  
‡  
ϒ  
†  ET  (Embryo Transfer)
Ω   ET  5  6 

LH 
125 µg 3/6  250 µg 1/1  LH  10 mIU/mL 

  2 ng/mL
 COH 

 GnRH 
 250 µg  463 

 FSH  6 
 5  FSH  150 IU

 FSH  III 

 III  COH 

 250 µg
463

 GnRH ¥ 5.4 (2.0)
 FSH ¥ 9.6 (2.0)

hCG‡  E2 (pg/mL) 1190
 5  95 373–3105

hCG‡  LH (mIU/mL) 1.6
 5  95 0.6–6.9

LH ≥ 10 mIU/mL * 13
 11 mm ¥ 10.7 (5.3)

440
¥ 8.7 (5.6)

62.1%
 ET† 399



 III  COH 

 250 µg
¥ 2.2 (0.6)

¥ 6.0 (4.5)
Ω

  n (%) 94 (20.3)
  n (%) 93 (23.3)

 (%)¥ 15.7 (29)
38607

* 
‡  

  hCG 
¥ 
†  ET  (Embryo Transfer) 
Ω   ET  12  16 
λ 

 2 

 5.4 (2–14) 

LH 
 LH 

 463  250 µg  1% 
 hCG  LH LH  10 mIU/mL  

2 ng/mL 

 LH 

•  
•   GnRH  GnRH 
•  

 8.3 (x 109/L) 
 11.9%  16.8 x 109/L

X 
 7 

 10  30 µg  0.4  
3.2 

 65

 1  14  IV 

 1% 
 (adverse events, AE) 

 IV  1% 

1%  N=794 
% (n)

4.8 (38)
3.7 (29)
3.0 (24)
2.4 (19)
1.8 (14)
1.1 (9)
1.1 (9)
1.0 (8)

 283 
 18 

-

 ICSI IVF
 (Assisted Reproductive Technology, ART) 

FSH  2  3  
250 µg  FSH 

 FSH 
 hCG 

 hCG  FSH 
 hCG  (Ovarian Hyperstimulation Syndrome, 

OHSS) 

 1.  
 2.  
 3.  
 4.  

 5.  
 6.  
 7.   45-90 
 8.  

 9.  

 10.  
 11.  

   250 µg/0.5 mL   1 mL 
 27  x 1/2 

  NDC 0052-0301-51

 25˚C (77˚F)  15˚C–30˚C (59˚F–86˚F) 
(USP Controlled Room Temperature) 

� 
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