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Novel 2-(1H-indol-3-yl)quinoline derivatives synthesized via AlCl;-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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Novel coumarins and 2-thioxo-coumarins as inhibitors of the tumor-associated carbonic anhydrases IX and XII
Fabrizio Carta, Alfonso Maresca, Andrea Scozzafava, Claudiu T. Supuran®
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Indeno[1,2-b]indole derivatives as a novel class of potent human protein kinase CK2 inhibitors
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Association between oy-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.

Synthesis and P2Y, receptor agonist activities of uridine 5-phosphonate analogues pp 2304-2315

Sara Van Poecke, Matthew O. Barrett, T. Santhosh Kumar, Davy Sinnaeve, José C. Martins, Kenneth A. Jacobson,
T. Kendall Harden, Serge Van Calenbergh*

R

(¢] = o]
O //\F 0 o H\f
NH HOH 4 N

OH OH OH o ‘o© stabmtyz we'  on®

UTP, endegencus P2Y; agonist R=H
ﬂ potency A

Re—_)F
@+

The synthesis of ethacrynic acid thiazole derivatives as glutathione S-transferase pi inhibitors pp 2316-2322
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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.
2-Morpholinoisoflav-3-enes as flexible intermediates in the synthesis of phenoxodiol, isophenoxodiol, equol and pp 2353-2361
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Proteasome inhibitors for cancer therapy pp 2362-2368
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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 pp 2369-2375
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.
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Optimization of the aromatase inhibitory activities of pyridylthiazole analogues of resveratrol pp 2427-2434
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N*-(3-Bromophenyl)-7-(substituted benzyl) pyrrolo[2,3-d]pyrimidines as potent multiple receptor tyrosine kinase pp 2444-2454
inhibitors: Design, synthesis, and in vivo evaluation
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Integrated structure-based activity prediction model of benzothiadiazines on various genotypes of HCV NS5b pp 2455-2478

polymerase (1a, 1b and 4) and its application in the discovery of new derivatives
Mohamed A. H. Ismail*, Dalal A. Abou El Ella, Khaled A. M. Abouzid, Amr H. Mahmoud
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Guided structure-based activity prediction model applied in fragment hopping leads to the discovery of new benzothiadiazines derivatives.
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The cover image shows a 2’-methylseleno guanosine 5'-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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