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[Introduction]

Tabebuia avellanedae, a Bignoniaceae plant native to
South America from Brazil to northern Argentina, is
known in folk medicine, which was called Taheebo in
ancient Inca. The recent discovery of Tabebuia plants
as effective drags for cancer has made 7' avellanedae an
important medicinal resource. Naphthoquinones and
anthraquinones are known as biologically active con-
stituents. Among them, 5-hydroxy-2-(1-hydroxyethyl)-
naphtho[2,3-b]-furan-4,9-dione (NQ801) is known to
show potent cytotoxicity against various types of tumor
cells and, at the same time, to possess chemopreventive
activity. In this study, we evaluated the biological activity
of synthetic NQ801 and constituents from 7. avellanedae.

[Experimental]

The ethanolic extract from 7' avellanedae was subjected
to various column chromatographies. The NQ801-rich
fractions were selected by LCMS-IT-TOF analysis.
Combined fractions were purified with HPLC to discover
NQ801 analogues. A human prostatic carcinoma cells
PC-3, a human lung carcinoma cells A549 and a human
breast cancer cells MCF-7 were used to evaluate cyto-
toxicity of NQ801 and its analogues. Chemopreventive
activity was evaluated by monitoring inhibitory effect
of the test compounds on Epstain-Barr virus early antigen
(EBV-EA) activation induced by the tumor promoter
TPA in Raji cells. Furthermore, inhibitory effect on TPA-
induced tumor promotion on mouse skin in two-stage
carcinogenesis tests is evaluated.

[Results and discussion]

Synthetic NQ801 showed potent cytotoxicity against
numerous tumor cell lines. Naphthoquinone-rich
fraction including NQ801 exhibited remarkably potent
inhibition against EVB-EA activation. Synthetic
NQ801 also inhibited tumor promotion on mouse skin
carcinogenesis. These results show that NQ801 is a
promising candidate for the development of anticancer
drugs and cancer chemopreventives.




