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Biotransformation of piceatannol by Momordica charantia peroxidase (MCP) resulted in eight dimers, including five new ones, which exhibited powerful
in vitro a-glucosidase inhibitory effects.

DNA site-specific N3-adenine methylation targeted to estrogen receptor-positive cells pp 5093–5102

Rigel J. Kishton, Sean E. Miller, Heather Perry, Tera Lynch, Mayur Patel, Vinayak K. Gore, Giridhar R. Akkaraju,
Sridhar Varadarajan*

Synthesis, structure elucidation, determination of the lipophilicity and identification of antitumour activities
in vitro of novel 3-(2-furanyl)-8-aryl-7,8-dihydroimidazo[2,1-c][1,2,4]triazin-4(6H)-ones with a low cytotoxicity
towards normal human skin fibroblast cells
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Synthesis, structure elucidation, determination of the lipophilicity and antitumour
activities in vitro of eleven novel 3-(2-furanyl)-8-aryl-7,8-dihydroimidazo[2,1-
c][1,2,4]triazin-4(6H)-ones (12–22) are presented. Among them, compounds 13, 15, 16,
18 and 22 demonstrate remarkable antiproliferative activities and selective toxicities for
cancer cells over normal cells. Therefore these ones may be considered as lead structures
for the design of novel useful non-toxic (13, 15 and 16) and low toxic (18 and 22)
antitumour agents.
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IC50 : 9.870 - 0.008 μ M (wild-type HIV-1)
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The catalytic site of muscle glycogen phosphorylase b (GPb) has been probed with four
(C-b-DD-glucopyranosyl)-hydroquinone regioisomers. The best of these inhibitors displays an IC50

value of 39.8 lM.
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Discovery of novel and potent 3-benzhydryl-4-piperidone tachykinin NK1 receptor antagonists and their efficient synthesis are reported. This skeleton can be useful for chemical
library targeting G-protein coupled receptors.
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A series of compounds derived from (1S,2S)-2-amino-1-(4-nitrophenyl) propane-1,3-diol have been designed, synthesized as potential APN inhibitors.
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Discovery of atrop fixed alkoxy-aminobenzhydrol derivatives: Novel, highly potent and orally efficacious squalene
synthase inhibitors
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Tylosema esculentum extractives and their bioactivity pp 5225–5230
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Synthesis and in vivo evaluation of [O-methyl-11C] N-[3,5-dichloro-2-(methoxy)phenyl]-4-(methoxy)-3-(1-
piperazinyl)benzenesulfonamide as an imaging probe for 5-HT6 receptors
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A series of new 1H-pyrrolopyrimidine-2,4-diones were prepared
and evaluated for their affinities at a1-adrenoceptors and 5-HT1A

receptors. Binding data were used in computational studies aimed
at clarifying molecular requirements for the design of high-
selective ligands.

OTHER CONTENTS

Corrigenda p 5277

*Corresponding author
Supplementary data available via ScienceDirect

COVER

The known veterinary anthelmintic and proton ionophore, closantel, was recently discovered to also exhibit potent chitinase inhibition activity
and inhibit molting in the parasitic nematode, Onchocerca volvulus, the causative agent of the neglected tropical disease onchocerciasis.
[C. Gloeckner, A. L. Garner, F. Mersha, Y. Oksov, N. Tricoche, L. M. Eubanks, S. Lustigman, G. F. Kaufmann, K. D. Janda, Repositioning of an
existing drug for the neglected tropical disease Onchocerciasis, Proc. Natl. Acad. Sci., U.S.A. 2010, 107, 3424.]
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