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Effect of incorporation of structurally constrained oxime–ether linker in the chemotype of a PPARd agonist (GW-501516) towards the modulation of PPAR subtype selectivity was
studied. Selected compounds 12a and 17a exhibited balanced PPAR-pan agonistic activity (in vitro) and showed excellent anti-hyperglycemic and anti-hyperlipidemic activities
in relevant animal models.
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Preparation and evaluation of trisubstituted pyrimidines as phosphatidylinositol 3-kinase inhibitors.
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Syntheses, structures and antibiotic activities of LpxC inhibitors based on the diacetylene scaffold pp 852–860

Xiaofei Liang, Chul-Jin Lee, Xin Chen, Hak Suk Chung, Daina Zeng, Christian R. H. Raetz, Yaoxian Li, Pei Zhou*, Eric J. Toone*

718 Contents / Bioorg. Med. Chem. 19 (2011) 715–723



Synthesis and in vivo evaluation of 18F-fluoroethyl GF120918 and XR9576 as positron emission tomography probes for
assessing the function of drug efflux transporters

pp 861–870

Kazunori Kawamura*, Tomoteru Yamasaki, Fujiko Konno, Joji Yui, Akiko Hatori, Kazuhiko Yanamoto, Hidekatsu Wakizaka,
Masanao Ogawa, Yuichiro Yoshida, Nobuki Nengaki, Toshimitsu Fukumura, Ming-Rong Zhang
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Discovery of novel phenylpyridone derivatives as potent and selective MCH1R antagonists pp 883–893
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The synthesis and evaluation of a series of phenylpyridone derivatives as MCH1R antagonists are described.

The effect of structural differences in the reducing terminus of sugars on the binding affinity of carbohydrates and
proteins analyzed using photoaffinity labeling

pp 894–899
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Effect on binding affinity of carbohydrate for lectin by structural difference of the reducing end sugar, open ring type 1 and close ring type 2, were examined by
photoaffinity labeling.
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Design, synthesis and biological evaluation of novel LL-lysine ureido derivatives as aminopeptidase N inhibitors pp 900–906
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Computational approach to the identification of novel Aurora-A inhibitors pp 907–916
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A PIM2 analogue suppresses allergic airway disease pp 917–925
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Synthesis of sugars embodying conjugated carbonyl systems and related triazole derivatives from carboxymethyl
glycoside lactones. Evaluation of their antimicrobial activity and toxicity
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agonists

pp 939–950

Raimo Saari, Jonna-Carita Törmä, Tapio Nevalainen*

N

HN CF3

NO

40e

O

CB2 -logEC 50 = 7.8

CB1 -logEC 50 = 5.0

Synthesis, structure, theoretical and experimental in vitro antioxidant/pharmacological properties of a-aryl, N-alkyl
nitrones, as potential agents for the treatment of cerebral ischemia
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5-Non-amino aromatic substituted naphthalimides as potential antitumor agents: Synthesis via Suzuki reaction,
antiproliferative activity, and DNA-binding behavior
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Virtual screening and synthesis of quinazolines as novel JAK2 inhibitors pp 968–977
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Synthesis and characterization of 5-hydroxymethyl-5-methyl-pyrroline N-oxide and its derivatives pp 985–993
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Synthesis and spin trapping properties of 5-hydroxymethyl-5-methyl-pyrroline N-oxide and two derivatives are reported.

A journey from benzanilides to dithiobenzanilides: Synthesis of selective spasmolytic compounds pp 994–1001
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In silico discovery of acylated flavonol monorhamnosides from Eriobotrya japonica as natural, small-molecular
weight inhibitors of XIAP BIR3

pp 1002–1009

Petra H. Pfisterer, Chenxi Shen, Zaneta Nikolovska-Coleska, Lilianna Schyschka, Daniela Schuster, Anita Rudy,
Gerhard Wolber, Angelika M. Vollmar, Judith M. Rollinger, Hermann Stuppner*

Predicted placement of compound 3 (light gray) from loquat overlaid with the Smac mimetic
compound (dark gray, 2JK7) on the XIAP BIR3 protein surface coloured by hydrophobicity
(LigandScout).
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Hydrophobic contacts with the XIAP BIR3 protein surface. Blue surface colouring indicates polar areas, while yellow corresponds to
hydrophobic areas. Yellow spheres located on the ligand side illustrate hydrophobic chemical feature locations as detected by LigandScout.
Compound 3 carbon atoms are shown in light gray, the ones of the Smac mimetic compound (2JK7) in dark gray. [Pfisterer, P. H.; Shen, C.;
Nikolovska-Coleska, Z.; Schyschka, L.; Schuster, D.; Rudy, A.; Wolber, G.; Vollmar, A. M.; Rollinger, J. M.; Stuppner, H. Bioorg. Med. Chem. 2011,
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