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Entecavir is a potent and selective guanosine analogue that has demonstrated a significant antiviral efficacy against hepa-
titis B virus (HBV). The aim of this study was to evaluate the safety and pharmacokinetic profile after a single dose of
entecavir 1 mg administration in Korean healthy male subjects. Eight volunteers were enrolled. After a single dose of
1 mg entecavir was orally administered, blood samples were collected at specific time intervals from 0-168 hours. The
plasma concentrations of entecavir were determined by LC-MS/MS. The pharmacokinetic parameters were determined
from the plasma concentration-time profiles. The mean values for AUC, and AUC; were 14.84+7.81 ng-hr/mL and
20.71+8.80 ng-hr/mL, respectively. The mean value for C_, was 9.1944.91 ng/mL and median value for t_, was 0.58 hr.
No adverse events were reported by subjects or found on analysis of vital signs or laboratory tests. The results are sug-

gested to be useful in clinical trials of entecavir in Korean subject including bioequivalence study.
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Table 1. Demographics of volunteers

Subject ID Age (year) Height (em)  Weight (kg)

1 23 173 66

2 27 173 72

3 31 173 66

4 28 161 53

5 27 183 87

6 26 184 88

7 25 173 73

8 25 178 84
Mean 26.5 174.8 73.6
SD 2.4 7.2 12.2
CV(%) 9.0 4.1 16.5
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Fig. 1. Plasma concentration-time profiles of entecavir 1 mg
in 8 healthy Korean subjects. Each point represents the
mean=S.D. (Upper, linear scale; lower, log scale)
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Table 2. Pharmacokinetic parameters of entecavir after a single oral administration of entecavir 1 mg

Subject ID (n(é/nfﬁi) ?ﬁnra)x (n/;grc/ﬁ) (n?}fr?ﬁ?i) UCen (%0) by (hr)
1 11.08 0.50 23.43 33.19 70.60 78.66

2 9.49 0.50 14.96 25.69 58.24 218.68

3 10.03 0.50 15.95 21.58 73.93 108.29

4 14.08 0.83 2821 31.49 89.57 73.45

5 447 0.67 5.87 9.72 60.40 74.11

6 241 0.83 7.65 12,57 60.70 62.25

7 16.72 0.33 14.15 17.59 80.45 79.42

8 527 0.67 851 13.82 61.61 72.09
Mean 9.19 0.60 14.84 2071 69.44 95.87

(Median, 0.58)

SD 491 0.18 7.81 8.80 1129 5137
CV(%) 53.40 2926 52.62 42.49 16.26 53.59
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