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A series of 1,2,5-thiadiazolidin-3-one 1,1-dioxide derivatives were found to be potent and selective inhibitors of human neutrophil elastase but not proteinase 3.
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A novel series of piperidinol analogs have been discovered to have good anti-tuberculosis activity.
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The esters were the more active compounds, exhibiting good antitrypanosomal and remarkable antiplasmodial activity.
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Ki hA2B = 0.8 nM; Ki hA2A= 10.5 nM;
 Ki hA1= 10 nM; Ki hA3= 363 nM.
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The synthesis, biological evaluation for block of hNaV1.2 sodium channels and physico-chemical properties of a series of 2,4(5)-diarylimidazoles with different substituents on
phenyl rings are described and discussed. The most active compound obtained inhibits hNaV1.2 currents within the nanomolar concentration range.

Carbonic anhydrase inhibitors. Inhibition of the human cytosolic isoforms I and II and transmembrane,
tumor-associated isoforms IX and XII with boronic acids

pp 3649–3652

Jean-Yves Winum, Alessio Innocenti, Andrea Scozzafava, Jean-Louis Montero, Claudiu T. Supuran *

Zn

O
B

OH

OH R

His96

His119

2+

-

His94

3514 Contents / Bioorg. Med. Chem. 17 (2009) 3511–3518



Enzymatic synthesis of perfluoroalkylated DNA pp 3653–3658

Bastian Holzberger, Andreas Marx *

Synthesis and evaluation of pharmacological profile of 1-aryl-6,7-dimethoxy-3,4-dihydroisoquinoline-2(1H)-
sulfonamides

pp 3659–3664

Rosaria Gitto *, Stefania Ferro, Stefano Agnello, Laura De Luca, Giovanbattista De Sarro, Emilio Russo,
Daniela Vullo, Claudiu T. Supuran, Alba Chimirri

N

MeO

MeO S
O

O NH2

R
1a-j

Chlorzoxazone esters of some non-steroidal anti-inflammatory (NSAI) carboxylic acids as mutual prodrugs:
Design, synthesis, pharmacological investigations and docking studies

pp 3665–3670

Ahmed Z. Abdel-Azeem, Atef A. Abdel-Hafez *, Gamal S. El-Karamany, Hassan H. Farag

O

N
O

Cl
CH2O

O

R

R=

H
N

On the inhibition of HIV-1 protease by hydrazino-ureas displaying the N?C@O interaction pp 3671–3679

Michael Waibel, Delphine Pitrat, Jens Hasserodt *

Contents / Bioorg. Med. Chem. 17 (2009) 3511–3518 3515



3D QSAR of novel estrogen–RGD peptide conjugates: Getting insight into structural dependence
of anti-osteoporosis activity and side effect of estrogen in ERT

pp 3680–3689

Ming Zhao, Jiangyuan Liu, Xiaoyi Zhang, Li Peng, Chunyu Li, Shiqi Peng *

OR2

R1O

R1=R2=RGD-tetrapeptides, or
R1=RGD-octapeptides and R2+O=O

 

Mechanism of action of N-phenyl-N0-(2-chloroethyl)ureas in the colchicine-binding site at the interface between
a- and b-tubulin

pp 3690–3697

Sébastien Fortin *, Lianhu Wei, Emmanuel Moreau, Philippe Labrie, Éric Petitclerc, Lakshmi P. Kotra, René C.-Gaudreault *

2-(Substituted phenyl)amino analogs of 1-methoxyspirobrassinol methyl ether: Synthesis and anticancer activity pp 3698–3712
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2a, R = H and X = H
2b, R = Cl and X = H 2g, R = H, X = O and R1 = H

2h, R = Cl, X = O and R1 = H

2i, R = H, X = O and R1 =NO2
2j, R = Cl, X = O and R1 =NO2

2e, R = H, X =S and R1 =Br
2f , R = Cl, X = S and R1 =Br

2c, R = H and X = N
2d, R = Cl and X = N

We described the synthesis, antiplatelet and in silico evaluations of novel N-substituted-phenylamino-5-methyl-1H-1,2,3-triazole-4-carbohydrazides 2a–j. Among these NAH
derivatives, the compounds 2a, 2c, 2e, 2g and 2h were the most promising molecules with significant antiplatelet activity.
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A series of 3-benzyl chromene and chroman were synthesized and evaluated for their anti-rhinovirus activity in cell cultures. Several compounds were proved to be both potent
and selective HRV 1B inhibitors.
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