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PHASE I STUDY WITH LH-RH AGONIST, ICI 118630
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A single shot of 250 ug LH-RH agonist, ICI 118630 (Zoladex®), was subcutaneously
administered to four healthy male volunteers to investigate the safety and endocrinal effect
of the drug. The safety of the drug was confirmed because no clinical problems in vital
sign and general clinical tests were observed. The endocrinal reactions of LH, FSH and

testosterone in blood were also observed proving that the drug was the LH-RH agonist.
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Fig. 1. ICI 118630 structural formula

Table 1. Schedule for the studv
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Fig. 2. Mean values with four volunteers (mean age: 48.5)
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Fig. 3. Changes in LH
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Fig. 4. Changes in FSH
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Fig. 5. Changes in testosterone
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Table 3. Laboratory test

Volunteer A Volunteer B Volunteer C Volunteer D

Pre Post Pre Post Pre Bost 5] 1do TR
WBC { /mm?) 6700 6000 5900 7100 4000 4400 5900 7200
RBC (x10* /mm?) 478 488 527 578 388 385 450 461
Eb (g/dl) 14.4 14.3 14.9 15.9 13.0 12.5 14.4 14.4
Ht (%) 44.3 44.3 45.9 50.0 40.0 39.5 43.4 44.9
Platelet (x10* /mm?) 27 27 35 33 23 24 24 22
Neu(st) (%) 4 7 6 6 6 6 8 7
Neu (seq) (%) 56 62 68 62 49 58 S9 60
Lymph (%) 35 23 20 25 42 31 27 28
Bas (%) 1 1 1 1 1 0 2 0
Ecs (%) 3 4 3 4 0 0 2 0
Mono (%) 1 3 2 2 2 5 2 5
GOT (KU/ml) 23 23 21 23 12 12 15 15
GPT (KU/ml) 42 43 44 48 10 1 16 16
Al-pP (KAU) 5.6 5.6 6.9 8.1 6.3 7.8 5.4 5.2
LDH (U/1) 219 193 187 181 224 209 215 214
T-protein (g/dl) 7.3 7.5 6.8 7.4 6.3 6.6 6.3 6.6
Albumin (g/dl) 4.6 4.8 4.2 4.5 3.9 3.9 3.9 3.9
T-bilirubin (mg/dl) 0.7 0.6 0.8 0.9 0.7 0.5 0.6 0.5
T-cholesterol (mg/dl) 211 237 203 221 163 168 151 162
Triglyceride (mg/dl) 198 144 133 135 85 51 82 58
BUN (mg/dl) 13.2 14.4 14.5 16.0 12.6 11.6 11.7 13.8
Creatinine (mg/dl) 1.1 0.9 0.8 0.8 0.9 0.9 1.0 1.0
Glucose (mg/dl) 113 118 126 144 99 100 90 89
Na (mEgq/1) 141 144 140 141 144 145 143 145
X (mEq/1) 4.9 4.5 4.6 4.8 4.4 4.4 4.1 4.0
Ccl (mEq/1) 100 99 103 105 107 106 105 104
Ca (mEq/1) 5.0 4.8 4.7 5.0 4.3 4.4 4.6 4.7
P (mg/d1) 3.4 3.2 3.4 3.5 3.6 3.3 3.4 3.2
Acid-P {KAU) 2.7 2.7 2.8 3.2 2.5 2.7 2.4 2.2

W, BREIKRDER I TH T % &

1. 34 Z20Y 4 2\ TR FRE E 7o a8
T B IICh - Fe.

2. LH xHEEHEM /s ER% /R, Ty 1 RH
#ic peak E7gh, 1 BEED & 12050 & T SHEC
kL, BErEfEdy R L. FSH i1 6 K%
peak 23HBAREINCILL, BEO LR XZlDiX
B 5% 12058 B D& TH - I, testosterone (X—HTF
Mk, ERZRLUBMBCEREEY R - UREHEE
7t > TWhvAb.

3. —RMERAE CIIARAB S X 2 A bR
T 7gbo,

4. EBEERE LT, BUFHSHC X 5850 341
w, TEED 2 PR bR, &b 1 GRILIRC
LLTW5.
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