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ABSORPTION, DISTRIBUTION AND EXCRETION OF ARTEMETHER

IN MICE AND RATS

JIANG Ji-rong, YAN Han-ying, ZHUANG Yi-hua, XU Guo-ying, ZENG Yan-lin

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

DING Shao-feng

ABSTRACT Artemether, methyl-dihydro-
artemisinine, is a much more potent antima-
larial than artemisinine. In this paper, the ab—
sorption, distribution, excretion and demethyla-

(Department of Chemistry, Beijing Normal University, Beijing 100082)

tion of artemether in mice and rats are reported.

Thirty minutes after iv in mice, a high
level of radioactivities was found in liver,
adrenals and kidneys, while appreciable



radioactivities were present in spleen, lungs,
small intestine, heart, femurs, muscle, stomach
and large intestine. The radioactivities in testis
and brain were low. The radioactivities in
whole blood, plasma and bile were very high,
The pattern of distribution of [3HJartemether in
rats was similar to that in mice, except a high-
er radioactivity in the lungs of rats. The drug
was rapidly taken up by various organs. Only
very low level of activity was detected in the
tissues 24 h after iv [*HJartemether.
Following iv [*I{Jartemether in mice, the
total radioactivity was found to be 41.3% in
urine and 26.99% in feces within 24'h, and
56.0% in urine and 39.0% in feces within
72 h. BiIia‘fy excretion was also considerable.
In rats with a biliary cannula, 32.5% of an
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iv dose of [*H]artemether was recovered from
the bile collected for 3 h.

The amount of demethylation of arteme—
ther (etheric methyl) in 24 h after iv or im in
mice was found to be 31.3% and 14.9%, re-
spectively, and the degree of demethylation
under the induction of phenobarbital was in-
creased markedly (P<0.01). It seemed that
the demethylation was related to the activity
of the hepatic drug-metabolizing enzyme.

KEY WORDS [°H or '“CJartemether; ab-
sorption; tissue distribution; excretion; de-
methylation;  phenobarbital

This investigation received support from the

UNDP/World Bank/WHO Special Programme for
Research and Training in Tropical Diseases.

* * *



