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Cellular EC50= 1.4 nM
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A series of 40-[(benzimidazole-1-yl)methyl]biphenyl-2-sulfonamide derivatives (Ia-Il) were synthesized and biologically evaluated. The most prospective compound Ig was
found to have the most effective antagonism for Ang II AT1 and endothelin ETA receptors, exhibiting more potent activity (AT1 IC50 = 8.5 nM, ETA IC50 = 8.9 nM) than losartan and
equivalent activity to bosentan, and was more potent than losartan in RHRs with no significant effect on heart rate.

4600 Contents / Bioorg. Med. Chem. 20 (2012) 4599–4607



Reduced glutathione-resisting 19F NMR sensors for detecting HNO pp 4668–4674

Narufumi Kitamura, Tatsuhiro Hiraoka, Kazuo Tanaka, Yoshiki Chujo*

Tumor cell-specific prodrugs using arsonic acid-presenting iron oxide nanoparticles with high sensitivity pp 4675–4679

Hiroki Minehara, Asako Narita, Kensuke Naka, Kazuo Tanaka, Moeko Chujo, Masaya Nagao, Yoshiki Chujo*

Design and synthesis of novel DFG-out RAF/vascular endothelial growth factor receptor 2 (VEGFR2) inhibitors: 2.
Synthesis and characterization of a novel imide-type prodrug for improving oral absorption

pp 4680–4692

Masanori Okaniwa*, Takashi Imada, Tomohiro Ohashi, Tohru Miyazaki, Takeo Arita, Masato Yabuki, Akihiko Sumita,
Shunichirou Tsutsumi, Keiko Higashikawa, Terufumi Takagi, Tomohiro Kawamoto, Yoshitaka Inui, Sei Yoshida,
Tomoyasu Ishikawa*

N

N

S

HN

O N
H

O
F

Cl

CN
O

N

N

S

HN

O N

O
F

Cl

CN
O

OO

Active compound

6b (AcOH cocrystal)
H3C CH3

CH3

Hepatic microsome

Solubility Barrier

N

N

S

HN

O N

O
F

Cl

CN
O

OO
6

H3C CH3
CH3

N

N

S

HN

O N
H

O
F

Cl

CN
O

1

Gastrointestinal tract

Blood fluid/Tissues

3.6 μg/mL19 μg/mL

1

Synthesis, cytotoxic activities and cell cycle arrest profiles of half-sandwich N-sulfonamide based dithio-o-carborane
metal complexes

pp 4693–4700

Huan Dou, Wei Zhong, Liu Yang, Tingting Wang, Hong Yan*, Yayi Hou*

Contents / Bioorg. Med. Chem. 20 (2012) 4599–4607 4601



Synthesis, antimalarial activity and cytotoxicity of 10-aminoethylether derivatives of artemisinin pp 4701–4709

Theunis T. Cloete, J. Wilma Breytenbach, Carmen de Kock, Peter J. Smith, Jaco C. Breytenbach, David D. N’Da*

O

O

O

O

O
Br

+

1

O

O

O

O

O
NR'R''

2 - 12

HNR'R''

DMF or THF
or Toluene

50-60OC or
60 watts, 40OC

DCM
BF3.Et2O

0
O
C-r.t, 6-48h

OHBr

O

O

O

O

OH

1

23

4 5

6 7

8

9
10

11

12
13

14

15

5a

8a
12a

16

DHA

Methylation of imidazoline related compounds leads to loss of a2-adrenoceptor affinity. Synthesis and biological
evaluation of selective I1 imidazoline receptor ligands

pp 4710–4715

Stephan Schann*, Hugues Greney, Vincent Gasparik, Monique Dontenwill, Carla Rascente, Gabriel Lacroix,
Laurent Monassier, Véronique Bruban, Josiane Feldman, Jean-Daniel Ehrhardt, Pascal Bousquet

Clonidine
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Antihypertensive in rats   

LNP 630
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Antihypertensive in rats 
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New 1,2,3-triazolic or 1,2,3,4-tetrazolic N-acyl-homoserine-lactone analogues showed activities either antagonist or agonist in LuxR dependent
quorum sensing, notably some 1,4-triazolic and 1,5-tetrazolic ones, whereas 2,5-tetrazolic systems are inactive. Activity (agonistic or antagonistic)
also depends on the connection between the heterocycle and the lactone moiety.
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 ortho       meta        para 
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The library of 24 new N-Mannich bases derived from 3-(2-fluorophenyl)- and 3-(2-bromophenyl)-pyrrolidine-2,5-diones have been synthesized as potential anticonvulsants. The
in vivo results showed that majority of compounds were active in maximal electroshock test (MES).
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