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Fig 1. Segmental determinations of [*HJAAc by
paper radiochromatograms.
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Fig 2. Disappearance of [2HJAAc from plasma

after iv 4.5 MBq/kg in 3 mice.
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Tab 1. Pharmacokinetic parameters of iv [*HJAAc

to mice

T =0,345 min-!
@ =0,057 min-!
f=0.009 min-?
tyx =2.0 min
tye = 12,2 min
typ=73.9 min
Ve=0.221 I+kg-!
V,=0,287 I-kg!

V3=2,04 l-kg™!
Va=2.531kg™!

K"=0-112 min-!

Ky =0.096 min-!

K“=0.078 min-!

K31 =0,018 min~!

K1 =0,108 min-!
D/AUC=23.8 mlemin-1-kg~!
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Fig 3. Distribution of radioactivity in 3 mice
after iv [3BHJAAc 4.5 MBq/kg(X+SD).
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Fig 4. Cumulative excretion of radioactivity
and [*H] AAc in urine after iv [°H] AAc 4.5
MBq/kg in 3 mice (X+SD),
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PHYSIOLOGICAL DISPOSITION OF [3—ACETYL—3H]3—ACETYL—

ACONITINE IN MICE
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(Shanghai Institute of Materia Medica, Chinese Academy of Sciences, Shanghai 200031)

XIA Xi-qing

(Shanghai Institute of Nuclear Research, Chinese Academy of Sciences, Shanghai 201849)

ABSTRACT The concentration-time curve of
[3-acetyl-*H]3~acetylaconitine (AAc) of iv
bolus 4,5 MBq/kg in mice was found to be
a triexponential model. The pharmacokinetic
parameters calculated according to 3—compart—
ment open model were: w=0,345min"!; a=
0.057 min~!, B=0,009 min~!, ty,=2,0min
tya=12.2 min, tyg=73.9 min, K;;=0,112
min~!', K,, = 0,096 min~!, K,,=0,078 min~},
K, =0,018 min~!, K,, =0.108 min~!, the cen-
tral volume (Vc¢)=0,221 l-kg™!, clearance
(D/AUC) =23.8 ml-min~!- kg™,

The radioactivities of AAc iv revealed
that the highest level in the bile, moderate in
the liver, kidney and lungs, lower in the heart
and the lowest in brain. In pregnant mice, the
small amounts of radioactivity was shown in
the fetus after iv AAc.

Absorption of AAc from gastrointestinal
tract was found to be fairly rapid, 85,49 of
the dose was absorbed in 15 min after adminis-
tration.

In 7 d after iv AAc, 43.9% of the radijo-
activity was excreted in urine and 17.6Y% in
feces.

The drug-plasma binding rate was found
to be 28.5% . Paper radiochromatograms and
ion-pair thin-layer chromatography of urine
after iv AAc revealed that the drug was excret-
ed partially in prototype and its metabolite
respectively.

KEY WORDS  [3-acetyl-*H]3-acetylaconi.
tine; paper chromatography; thin layer chroma-
tography;3-compartment open model;intestinal
absorption; tissue distribution:; drug excretion
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tract was found to be fairly rapid, 35.4% of
the dose was absorbed in 15 min after adminis-
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to be 28.5%. Paper radiochromatograms and
ion-pair thin-layer chromatography of urine
after iv AAc revealed that the drug was excret-
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respectively.
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