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AN R &SRR M 25 vk B, FEat
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EreadAmky MHRAEZD . H)S
881206 ; 9F O & Z WL Bk B (¥ [§ Merck Sharp
&. Dohme) , #it, 5 HK 22260,

1.2 AE5&#54

Waters 510 5 WA %X ; HP 1046 A
R 2§ YEW 3066 TR 6 R
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EFEZAE 6 B 27.643.7 %, 4k
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REM” RSO R 10 mg, B 250 ml @K%
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B3 0.2 ml,hn 0.2 ml 6% =28, 1R
BEFR LY 1 min, B.L IR EEBRBEZFE;
RER¥EL2mLAEEBERZ 2.0ml
EHEEHERE REM R R T REREA
FHMPEHKHE 0.2 mL, & 5B, 2R MAZ
AL PRARHE B K E 2 AR 2.4,8,16,
20 ng/ml, #FHLEITER Lk, 4 HPLC il
TE L LA B AR, RAVK I AL bR, 15 I
A E R y=0. 5104z — 1. 9312, r =
0.9997, REEFE B IT TR K y=0. 49947 —
0.6193,r=0.9999, X1 2~20 ng/mi i [
=5 MEHFHEWENR 7. 6% L
1.78%,CV X 2.9% ~6.2%,
1.5 HELE

¥ 2K M 25 0k B - et e BUR A
IBM-PC #]1.#% PKBP-N1 B F P A& 5t



10 toE A B K ¥ ¥ M 25 %
EH R —BEREARUE KEBE
(MBI HELH.
16 ity ikt Ew
RAZHEFESRE HEFEAE F |
B SR . RPTR R S
S LU T ARG § o 1
KR EFEERMBK A GEN DHATIE £ l
fr. 6 ZEEBEZIRE IR | wk 4HIZNE 5 °
FRET. HERHEMFOH B, £
, é:g 2 4 6 8 10 ’I/L’h 24
Fig 1. Amiloride concentrations in plasina after a single oral
2.1 REREGRGRE SR B dose of 10 mg domestic « — + or imported tablet * — ¢ (n=
6,210D)
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Tab 1. Pharmacokinetic paratneters of amiloride after a single
oral dose of 10 mg. (z+50,r=6)

. Ka, 1y tmans Coany Koo b, AUC,
Subjeets i Wk ng/ml h=1  h  ngeh/mi

I 1 0.81 0.69 3.70 19.6 0.107 6.5 242

2 3.06 0.06 1.82 32.9 0.137 5.0 281

3 (.06 0.52 2.70 18.4 0.182 3.8 168

4 0.62 0.30 3.45 18.7 0.170 4.1 193

5 0.55 0.54 3.63 31.7 0.170 4.1 296

6 1.08 0.62 3.10 9.6 0.070 9.9 173

 1.13 0.45 3.07 21.8 0.139 5.6 226

+8D 0.96 0.23 0.71 8.9 0.043 2.3 56

D' 1 0.57 0.76 3.98 20.3 0.138 5.0 213

2 1.00 0.19 2.47 25.7 0.130 5.3 238

3 0.87 1.13 3.11 30.5 0.120 5.8 217

4 1.06 0.36 3.29 32.9 0.101 6.8 338

5 0.850.52 2.94 21.5 0.154 4.5 332

6 0.850.49 2.94 21.3 0.154 4.5 182

 0.87 0.58 3.12 25.4 0.133 5.3 253

+8D 0.16 0.33 0.50 5.3 0.021 0.8 66

2Imported; *Domestic

[ 7= A F0 R O 1 ) S R R Ky

Bk 0.870. 16 F1 1. 134-0. 96 h™", iR %
TRl oAl 5.34£0.80 i1 5.642.3 h, I
HIRE Con s 514 21.84+8.9 H1 25.445.3
ng/ml, 35 ¥ B E] te 43 5 4 3. 1240. 50 #0
3.07£0.71 h, M4 TR AUC 5350 253
466 1 226456 ng » h/ml,
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Tab 2. Urine excreted amount of amiloride after administration to six volunteers

1lmported excretion, mg

Domestic excretion, mg

Subject 24h-Excretion, 24h-Excretion,
0-2h 12-24h o 0-2h  12-24h %
1 4.04 0. 94 52. 4 3.63 0. 88 45.1
2 1.97 1. 46 34.3 4.68 1. 42 61.0
3 1. 08 0.78 18.7 0.65 0. 08 7.3
4 1.95 1.55 35.0 4.89 1. 46 63. 5
5 1.45 2.10 23.4 0. 96 0.13 10.9
6 1.71 1.70 34.1 4.79 1. 06 58.5
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Tab 3. Comparative bioavailability study _ﬁ Z’;i % (P>0.05), »\ u})z Wi§$ ﬁ. & K, ]\i
w4 e VIR I Con B 38 11 H B TR

Period AUC Cpax Period AUC  Cpax

e e E R A X AT HE 5 A AR RS R AR

1 2 242 19.6 1 213 20.3
ook N ot B k. —RORAEIEL 3 MK,
4 1 193 18.7 2 338  32.9 mgﬁmgﬁﬁ,cmuﬁ 25.4(@;r)ﬁ] 21. 8
5 1 296 31.7 2 332 21.5 )

6 1 173 9.6 2 182 21.5 GED) ng/mi.24 h JEI3E BB al#m B g

T MR, REM K R K. 24 0 NAF
ab 4. ANOVA for the observed AUC
Source SS df  MS F u=0. 05 30%“’40%9,‘]%%”&%13\&@»\% EF‘ﬁFHjo

Formulation 2324.1 1 2324.1 1.22 Fu(L,D—=7.71 el TG b 21 39) L 275 ke - i ] b 28 R T AR 48

Period 3780.8 1 3780.8 1.98 Fu(1,4)=7.71

Subject  25646.4 5 5129.3 2.68 Fu(5.4)=6. 26 E-EgdAWMK A EYREERN 1. 14
4

Error 7641.6

o seseme 1 0. 34, HOIFFEH B RUCEE F A
AR, E R OR AL A
T 25 5 P R LT A R

Tab 5. ANOVA for the observed Cmax
Source SS df MS F a=0.05

Formulation 38.6 1 38.6 0.74 F.(1,4)=7.71 2% XK

Period 8.86 1 886 0.17 F.(1.4)=7.71 1 Baba WI, Lant AF, Smith AJ, et al. Pharmacological effects
Subject 250.4 5 50.1 0.96 F.(1,4)=6.26 in anirhals and normal human subjects of the diuretic
Error 208.9 4 52.2 -amiloride hydrochloride ( MK- 870). Chn Pharmacot Ther,
Total 506.8 11 1968.8.318

2 Lant AF, Smith AJ, Wilson GM. Clinical evaluation of
amiloride, a potassium-sparing diruetic. Chn Pharmacot Ther ,
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Relative Bioavailability and Bioequivalence Assessment of

Domestic Amiloride Tablet

Liu Xiaoquan, Huang Shengkai

China Pharmaceutical Unwersity, Center of Drug Metabolism and Pharmacokwelics, Nanjing
210009

The pharmacokinetics of amiloride was determined following a single oral dose of 10 mg given to each

6 volunteers in an open randomized crossover study. Drug concentration in plasma was assayed by

HPLC method. The peak levels in plasma averaged 25.4+5.3 and 21. 8+8.9 ng/ml at 3. 12+

0.50, 3. 07+0. 71 h, and the areas under the drug concentration cruves were 253466 and 226 +56

ng « h/ml for domestic and imported tablet respectively. Thé concentration-time courses after medica-
tion conformed to a 1-compartment open model with a first order absorption. The results of three fac-
tors analysis of variance showed that the two formulations were bicequivalent.
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