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Novel 2-(1H-indol-3-yl)quinoline derivatives synthesized via AlCl3-mediated C–C bond forming reaction have been identified as a new class of PDE4 inhibitors.
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Synthesis and evaluation of fluorobenzoylated di- and tripeptides as inhibitors of cyclooxygenase-2 (COX-2) pp 2221–2226
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A series of fluorobenzoylated di- and tripeptides as potential leads for the development of molecular probes for imaging of COX-2 expression was prepared according to standard
Fmoc-based solid-phase peptide synthesis. All peptides were assessed for their COX-2 inhibitory potency and selectivity profile in a fluorescence-based COX binding assay.
Fluorbenzoylated tripeptide FB-Phe-Cys-Ser-OH was further used in molecular modeling docking studies to determine the binding mode within the active site of COX-2.
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Synthesis, antimicrobial and anticancer activities of a novel series of diphenyl 1-(pyridin-3-yl)ethylphosphonates pp 2252–2258
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KI (hCA I)= 8-90 μM; KI (hCA II) > 200 μM; KI (hCA IX) = 0.21 – 3.26 μM; KI (hCA XII) = 0.28 – 2.83 μM
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Indeno[1,2-b]indole derivatives as a novel class of potent human protein kinase CK2 inhibitors pp 2282–2289

Claas Hundsdörfer, Hans-Jörg Hemmerling, Claudia Götz, Frank Totzke, Patrick Bednarski, Marc Le Borgne, Joachim Jose*

N

O
O

Ki = 0.06 µM

Contents / Bioorg. Med. Chem. 20 (2012) 2191–2198 2193



Antiarrhythmic properties of phenylpiperazine derivatives of phenytoin with a1-adrenoceptor affinities pp 2290–2303

Jadwiga Handzlik, Marek Bajda, Małgorzata Zygmunt, Dorota Maciąg, Małgorzata Dybała, Marek Bednarski, Barbara Filipek,
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Association between a1-adrenoceptor affinities, hERG K+-antagonistic properties and antiarrhythmic activities for a series of
phenylpiperazine derivatives of phenytoin (2a–21a) was investigated. Traditional- or microwave-aided syntheses were carried out.
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A series of 4-arylmethyl-1-phenylpyrazole and 4-aryloxy-1-phenylpyrazole compounds were
designed, synthesized, and evaluated for their potential as novel orally available androgen receptor
antagonists therapeutically effective against castration-resistant prostate cancers.
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Potent, selective and cell-permeable proteasome inhibitors 6 and 7 displayed activity against various rodent and human tumor cell lines (in vitro).

Synthesis and structure–activity relationship of 4-amino-2-phenylpyrimidine derivatives as a series of novel GPR119
agonists
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A series of novel 4-amino-2-phenylpyrimidine derivatives were synthesized and evaluated as GPR119 agonists. 2-(4-Bromophenyl)-6-methyl-N-[2-(1-oxidopyridin-3-
yl)ethyl]pyrimidin-4-amine (9t) had potent GPR119 agonistic activity, good potency in vivo, and a good PK profile.

Contents / Bioorg. Med. Chem. 20 (2012) 2191–2198 2195



Tea catechins and flavonoids from the leaves of Camellia sinensis inhibit yeast alcohol dehydrogenase pp 2376–2381

Md. Maniruzzaman Manir, Jeong Kee Kim, Byeong-Gon Lee, Surk-Sik Moon*

Glc

Rha

17   R1 = α-L-Ara    R2 = β-D-Glc
  18   R1 = H             R2 = β-D-Glc
  19  R1 = α-L-Ara    R2 = H
  20   R1 = H             R2 = H

O

O

OR1O
HO

O

OH
R2O

HO

O

OH

O

O

OOH

HO

OH

OH

Synthesis of macrocyclic bisbibenzyl derivatives and their anticancer effects as anti-tubulin agents pp 2382–2391
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The cover image shows a 20-methylseleno guanosine 50-triphosphate, the synthesis of which is described by Santner et al. in this issue.
Modified NTPs of this type are potential substrates for engineered RNA polymerases to generate long RNA transcripts for X-ray crystallographic
applications. (Background RNA polymerase structure: PDB 2E2I) [Santner, T.; Siegmund, V.; Marx, A.; Micura, R. Bioorg. Med. Chem. Lett., 2012,
20, 2416.]
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