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Xanthones have a rather restricted occurrence among higher plants, being found almost
exclusively in Guttiferae and Gentianaceae. Xanthones are sometimes found as
polyhydroxylated derivatives, exhibiting valuable biological activities [1], but more
often bearing a variety of substituents. Xanthones are well known for their interesting
phytochemical properties, which make them attractive to the pharmaceutical industry.
Natural and synthetic derivatives have been described as exhibiting several important
biological properties, such as anti-tumor [2], anti-inflammatory [3], antioxidant [4] and
anticoagulant/antiplatelet activities [5]. Owing to our continuing interest in the synthesis
of novel oxygen heterocycles we have recently developed an unique synthetic
procedure towards the synthesis of new (E)-3-aryl-4-benzylidene-8-hydroxy-3,4-
dihydro-1H-xanthene-1,9(2H)-diones (2) [6]. In the sequence of that work and pursuing
our objective to synthesize xanthone derivatives with potential biological activities, we
set up a program aiming the transformation of xanthenediones (2) into new 1,8-
dihydroxy-9H-xanthen-9-one derivatives (3). The experimental procedure and the
structural characterization (1D and 2D NMR) of the new compounds will be presented
and discussed.

BBr;
TOoOm lemp. MW
OH O HO
i 3
R=H, CHs, Cl, OCH; R!=H, CH;, CI, OH

Acknowledgment. Thanks are due to the University of Aveiro, Fundagdo para a Ciéncia e a Tecnologia
(FCT) and FEDER for funding the Organic Chemistry Research Unit (project PEst-
C/QUI/UI0062/2011). We are also grateful to the Portuguese National NMR Network (RNRMN)
supported with funds from FCT.

[1] O. Demirkiran, Top Heterocycl. Chem. 2007, 9, 139-178.

[2] M. Pedro, F. Cerqueira, M. E. Sousa, M. S. J. Nascimento, M. Pinto, Bicorg. Med. Chem. 2002, 10,
3725-3730.

[3] H. H. Park, Y.-D. Park, J.-M. Han, K.-R. Im, B. W. Lee, I. Y. Jeong, T.-S. Jeong, W. S. Lee, Bioorg.
Med. Chem. Lett. 2006, 16, 5580.

[4] P. Suvarnakuta, C. Chaweerungrat, S. Devahastin, Food Chemistry 2011, 125, 240.

[5] M. Correia-da-Silva, E. Sousa, B. Duarte, F. Marques, F. Carvalho, L. M. Cunha-Ribeiro, M. M. M.
Pinto, J. Med. Chem. 2011, 54, 5373-5384.

[6] D. C. G. A. Pinto, A. M. L. Seca, S. B. Leal, A. M. S. Silva, J. A. S. Cavaleiro, Synlert, 2011, 20053-
2008.



