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Novel photoresponsive cross-linking oligodeoxyribonucleotides having a caged «-chloroaldehyde pp 5071-5076
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We have developed photoresponsive cross-linking oligodeoxyribonucleotides for sequence-selective interstrand covalent bond formation toward target nucleotides. @

Synthesis, cytotoxic and antioxidant evaluations of amino derivatives from perezone pp 5077-5084
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Teresa Izquierdo, Arturo Jiménez-Corona
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Stochastic searches and NMR experiments on four Lewis A analogues: NMR experiments support some flexibility around pp 5085-5093
the fucosidic bond

France-Isabelle Auzanneau®, Trudy A. Jackson, Liang Liao
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A novel thiazolidine compound induces caspase-9 dependent apoptosis in cancer cells pp 5094-5102

F. Esra Onen-Bayram, Irem Durmaz, Daniel Scherman, Jean Herscovici, Rengul Cetin-Atalay*
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Synthesis of sulfur containing dihydro-pyrrolo derivatives and their biological evaluation as antioxidants pp 5103-5109

Dimitra Georgiou, Vasilios Toutountzoglou, Kenneth W. Muir, Dimitra Hadjipavlou-Litina*, Yiannis Elemes*
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pp 5110-5116

Novel structural insights for imidoselenocarbamates with antitumoral activity related to their ability to generate

methylselenol
Maria Font*, Alicia Zuazo, Elena Ans6, Daniel Plano, Carmen Sanmartin, Juan-Antonio Palop, Juan-José Martinez-Irujo

Structural overview of the imidothiocarbamates and imidoselenocarbamates with activity as pro-apoptotic agents related to the ability to release methylselenol.

Design, synthesis and evaluation of the inhibitory selectivity of novel trans-resveratrol analogues on human pp 5117-5126

recombinant CYP1A1, CYP1A2 and CYP1B1
Renata Mikstacka*, Agnes M. Rimando, Zbigniew Dutkiewicz, Tomasz Stefanski, Stanistaw Sobiak
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C-N bond formation under Cu-catalysis: Synthesis and in vitro evaluation of N-aryl substituted thieno[2,3-d]pyrimidin- pp 5127-5138
4(3H)-ones against chorismate mutase
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Synthesis and biological evaluation of tyrosine modified analogues of the «4p7 integrin inhibitor biotin-RgERY pp 5139-5149
Stefanie Papst, Anais F.M. Noisier, Margaret A. Brimble*, Yi Yang, Geoffrey W. Krissansen
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Synthesis and evaluation of small libraries of triazolylmethoxy chalcones, flavanones and 2-aminopyrimidines as pp 5150-5163
inhibitors of mycobacterial FAS-II and PknG
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B.N. Singh, Rama Pati Tripathi*

FAS llinhibitor Flavanones o

R~ N\/\/O OH
O O Ny PknG inhibitor
,N 0
Chalcones O \\i A0 O OH O R
N
1
N_N
Aminopyrimdines ;\er ®+
2

Synthesis and one-electron reduction characteristics of radiation-activated prodrugs possessing two pp 5164-5168
5-fluorodeoxyuridine units

Kazuhito Tanabe*, Masaaki Sugiura, Takeo Ito, Sei-ichi Nishimoto
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Discovery of novel 2-aminopyridine-3-carboxamides as c-Met kinase inhibitors

Dengyou Zhang, Jing Ai, Zhongjie Liang, Chunpu Li, Xia Peng,
YinChun Ji, Hualiang Jiang, Meiyu Geng*, Cheng Luo*, Hong Liu*
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A series of 2-aminopyridine-3-carboxamide derivatives against c-Met were designed and synthesized by
employing bioisosteric replacement of heterocyclic moieties with the amide bond. The SAR exploration led to
the identification of a potent compound (S)-240 with a c-Met ICso of 0.022 uM. This compound exhibited
dose-dependent inhibition of the phosphorylation of c-Met as well as c-Met downstream signaling in EBC-1
cells. The interactive binding model of (S)-240 was elucidated using AutoDock4.2.

Known c-Met inhibitors

pp 5169-5180
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2-aminopyridine-3-carboxamide scaffold

IC5: up to 22 nM for c-Met
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Transition state analogue inhibitors of human methylthioadenosine phosphorylase and bacterial methylthioadenosine/ pp 5181-5187

S-adenosylhomocysteine nucleosidase incorporating acyclic ribooxacarbenium ion mimics

Keith Clinch*, Gary B. Evans, Richard F.G. Frohlich, Shivali A. Gulab, Jemy A. Gutierrez, Jennifer M. Mason, Vern L. Schramm,
Peter C. Tyler*, Anthony D. Woolhouse
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Analysis of the structural and mechanistic factors in antioxidants that preserve mitochondrial function and confer
cytoprotection
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Sugar-modified derivatives of cytostatic 7-(het)aryl-7-deazaadenosines: 2'-C-methylribonucleosides, 2'-deoxy-2'-
fluoroarabinonucleosides, arabinonucleosides and 2'-deoxyribonucleosides
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Leishmanicidal activities and cytotoxicities of bisnaphthoquinone analogues and naphthol derivatives from Burman pp 5215-5219
Diospyros burmanica

Kanami Mori-Yasumoto®, Ryoko Izumoto, Hiroyuki Fuchino, Takashi Ooi, Yutaka Agatsuma, Takenori Kusumi,

Motoyoshi Satake, Setsuko Sekita
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Target fishing and docking studies of the novel derivatives of aryl-aminopyridines with potential anticancer activity pp 5220-5228
Slavica Eri¢, Song Ke, Teresa Barata, Tom Solmajer, Jelena Anti¢ Stankovi¢, Zorica Jurani¢, Vladimir Savi¢, Mire Zloh*

Suppression of autoimmune arthritis by Celastrus-derived Celastrol through modulation of pro-inflammatory pp 5229-5234
chemokines
Shivaprasad H. Venkatesha, Brian Astry, Siddaraju M. Nanjundaiah, Hua Yu, Kamal D. Moudgil*
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Discovery and biological evaluation of novel 4-amino-2-phenylpyrimidine derivatives as potent and orally active pp 5235-5246
GPR119 agonists

Kenji Negoro®, Yasuhiro Yonetoku, Hana Misawa-Mukai, Wataru Hamaguchi, Tatsuya Maruyama, Shigeru Yoshida,

Makoto Takeuchi, Mitsuaki Ohta
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A series of novel 4-amino-2-phenylpyrimidine derivatives were synthesized and evaluated as GPR119 agonists. (2R)-3-{[2-(4-chloro-2,5-difluorophenyl)-6-ethylpyrimidin-4-
yl]lamino}propane-1,2-diol (24g) had highly potent GPR119 agonistic activity and excellent potency in vivo. Compound 24g also showed an excellent antidiabetic effect in
diabetic kk/Ay mice after one week of single daily treatment.
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Click-based synthesis of triazolobithiazole AF508-CFTR correctors for cystic fibrosis pp 5247-5253
Michael B. Donald, Kevin X. Rodriguez, Hannah Shay, Puay-Wah Phuan, A.S. Verkman, Mark ]J. Kurth*
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Virtual screening leads to the discovery of novel non-nucleotide P2Y; receptor antagonists pp 5254-5261
Stefano Costanzi*, T. Santhosh Kumar, Ramachandran Balasubramanian, T. Kendall Harden, Kenneth A. Jacobson*
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Small molecules that regulate zymosan phagocytosis of macrophage through deactivation of Rho GTPases pp 5262-5268

Joon Seok Bang, Young Jin Kim, Jiho Song, Jong-Sun Yoo, Seul Lee, Mi Ji Lee, Hyeyoung Min, Kwang Woo Hwang®,

Kyung Hoon Min*
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Synthesis and biological evaluation of a fluorescent analog of phenytoin as a potential inhibitor of neuropathic pain and pp 5269-5276
imaging agent

Thomas H. Walls, Scott C. Grindrod, Dawn Beraud, Li Zhang, Aparna R. Baheti, Sivanesan Dakshanamurthy, Manoj K. Patel,
Milton L. Brown*, Linda H. MacArthur
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Synthesis and evaluation of hybrid drugs for a potential HIV/AIDS-malaria combination therapy
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Anne Grobler, Peter ]. Smith, Marc Kirschner, Axel Rethwilm, Gabriele Pradel, Kelly Chibale*
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Indole alkaloids from two cultured cyanobacteria, Westiellopsis sp.

and Fischerella muscicola

Hyunjung Kim, Daniel Lantvit, Chang Hwa Hwang, David ]. Kroll, Steven M. Swanson, Scott G. Franzblau, Jimmy Orjala*
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New hypotheses for the binding mode of 4- and 7-substituted indazoles in the active site of neuronal nitric oxide

synthase
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Dipyrone (metamizol) is a common antipyretic drug and the most popular non-opioid analgesic in many countries. In spite of its long and
widespread use, molecular details of its fate in the body are not fully known. Two unknown metabolites were now found, viz. arachidonoyl
amides, and positively tested for cannabis receptor binding (CB1 and CB2) and cyclooxygenase inhibition. Two more puzzle pieces of the
dipyrone story found! (Rogosch, T.; Sinning, C.; Podlewski, A.; Watzer, B.; Schlosburg, J.; Lichtman, A.H.; Cascio, M.G.; Bisogno, T.; Di Marzo, V.;
Niising, R.; Imming, P. Bioorg. Med. Chem. 2012, 20, 103-109.]
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