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A series of lobelane analogues has been synthesized and their structure–activity relationships at the vesicular monoamine

transporter-2 (VMAT2) have been evaluated. The most potent analogues in this series were the cis-2,6-piperidino analogues, 25b,

27b, 28b, and 30b, with Ki values ranging from 430 to 580 nM.
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A number of 1-(4-nitrophenyl)quinolones, 1-(4-aminophenyl)quinolones and bifunctional fluoroquinolone–hydroxyquinoline

complexes were synthesized and evaluated for antimycobacterial activity.

Design, synthesis, and biological activity of non-basic compounds as factor Xa inhibitors:
SAR study of S1 and aryl binding sites
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The optimized compounds 73b and 75b showed sub to one digit micromolar anticoagulant activity (PTCT2). Particularly,

anti-fXa activity was detected in plasma of rats orally administered with 1mg/kg of compound 75b.
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Novel bis-quindolines with alkylated positively charged N-atoms constitute novel agents with expanded antimicrobial/antiparasitic

spectra and lower cytotoxicity.
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The formation of carbon-centred radicals derived from linalyl hydroperoxide is described using radical trapping and EPR studies.

These radicals are suspected to play an important role for the binding of the hydroperoxide with skin proteins to form antigenic

structures, the first step of the skin sensitization mechanism.
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in histone deacetylase
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K. Vanommeslaeghe,* F. De Proft, S. Loverix, D. Tourwé and P. Geerlings

Computational study of the active site of HDAC at a

high level of theory, yielding evidence for a novel

catalytic mechanism that differs from a previous

proposal in the native protonation state of the enzyme,

and in the deprotonation of water as a distinct step in

the mechanism.
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Napthalimidobenzamide DB-51630: a novel DNA binding agent inducing p300 gene
expression and exerting a potent anti-cancer activity
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DB-51630

DB-51630 specifically induced p300 gene expression in cancer cells and showed a potent anti-cancer activity both in vitro and in vivo.

Discovery of an N-(2-aminopyridin-4-ylmethyl)nicotinamide derivative: a potent and orally bioavailable
NCX inhibitor
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Taku Taguchi and Shuichi Sakamoto

A series of 2-aminopyridine derivatives were prepared and evaluated for their inhibitory activities against the reverse and forward

modes of the sodium–calcium exchanger (NCX). The structure–activity relationships of these compounds and their inhibitory

activities against NCX are discussed. N-[(2-Aminopyridin-4-yl)methyl]-6-{4-[(3-fluorobenzyl)oxy]phenoxy}nicotinamide was

evaluated for its effect in a heart failure model.
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A series of nitrobenzyl and nitroimida-

zolylmethyl carbamate prodrugs of

doxorubicin were synthesized and eval-

uated as substrates for nitroreductase-

mediated gene-directed enzyme pro-

drug therapy.
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From SAR to comparative QSAR: role of hydrophobicity in the design of
4-hydroxy-5,6-dihydropyran-2-ones HIV-1 protease inhibitors
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In the present study, the role of hydrophobicity in the design of 4-hydroxy-5,6-dihydropyran-2-ones HIV-1 protease inhibitors is

discussed. It has been found that a sufficient spread in the data is required to observe the optimum value of Clog P for these inhibitors.
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Indole alkaloids from Tabernaemontana australis (Müell. Arg) Miers that inhibit
acetylcholinesterase enzyme
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In an enzymatic TLC survey, among the 10 alkaloids identified in Tabernaemontana australis, 1–4 inhibited the acetylcholinesterase

enzyme at the same detection limit concentration of the reference compounds physostigmine and galanthamine, showing that iboga

alkaloids are promising anti-Alzheimer agents.
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Synthesis and structure–antibacterial activity of new N-linked-5-triazolylmethyl oxazolidinones are presented.
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Jianniao Tian,* Jiaqin Liu, Zhide Hu and Xingguo Chen

O

OH

HO

O

Scheme of Wogonin

A

B

C

1
2

3

45

6

7
8

1'

2'

3'

4'

5'
6'

OCH
3

The binding of wogonin with bovine serum albumin (BSA) was investigated at different temperatures by fluorescence, circular

dichroism (CD) and Fourier transform infrared spectroscopy (FT-IR) at pH7.40.
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