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Phosphodiesterase inhibitors. Part 3: Design, synthesis and structure-activity relationships of dual PDE3/4-inhibitory pp 1644-1658
fused bicyclic heteroaromatic-dihydropyridazinones with anti-inflammatory and bronchodilatory activity

Koji Ochiai, Satoshi Takita, Tomohiko Eiraku, Akihiko Kojima, Kazuhiko Iwase, Tetsuya Kishi, Kazunori Fukuchi,

Tokutaro Yasue, David R. Adams, Robert W. Allcock, Zhong Jiang, Yasushi Kohno*

dual-PDE3/4 inhibitor

. NH NH
PDE3 inhibition IQ )
PDE4 inhibition Me Z Me #

S, RN
— T J—CFs -
N N” CFy
potent combined
bronchodilatory and OMe Dhle
KCA-1490 anti-inflammatory activity @-'-

Binding and permeabilization of lipid bilayers by natural and synthetic 3-alkylpyridinium polymers pp 1659-1664
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1/tso = reciprocal half-time of hemolysis, i.e. time necessary to
induce the lysis of 50% of the erythrocytes.

Design, synthesis and biological evaluation of novel 2-methylpyrimidine-4-ylamine derivatives as inhibitors of pp 1665-1670

Escherichia coli pyruvate dehydrogenase complex E1
Junbo He, Lingling Feng, Jing Li, Ruijuan Tao, Fang Wang, Xun Liao, Qiushuang Sun, Qingwu Long, Yanliang Ren, Jian Wan*,
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A series of novel 2-methylpyrimidine-4-ylamine derivatives were synthesized and evaluated for their inhibitory activity in vitro against PDHc E1 and fungicidal activity.




1640 Contents / Bioorg. Med. Chem. 20 (2012) 1639-1643

Structure-activity relationship studies of SYA 013, a homopiperazine analog of haloperidol pp 1671-1678
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Redox potentials, laccase oxidation, and antilarval activities of substituted phenols pp 1679-1689
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Synthesis, redox potential, oxidation by laccase, and effects on mosquito larval growth of halogenated hydroxybenzenes and substituted di-tert-butylphenols
were studied. Substituted di-tert-butylphenols were found to impact mosquito larval growth and in particular, 2,4-di-tert-butyl-6-(3-methyl-2- -+
butenyl)phenol (15) caused greater than 98% mortality of Anopheles gambiae larvae in a concentration of 180 nM.
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Synthesis and properties of mRNA cap analogs containing imidodiphosphate moiety—fairly mimicking natural cap pp 1699-1710
structure, yet resistant to enzymatic hydrolysis
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AICl; induced (hetero)arylation of 2,3-dichloroquinoxaline: A one-pot synthesis of mono/disubstituted
quinoxalines as potential antitubercular agents
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Novel quinoxalines synthesized via AlCls-mediated C-C bond forming reaction have been identified R = 5,6-difluoro-1H-indol-3-yl
as inhibitors of chorismate mutase. ICso ~ 19.7 uM

pp 1711-1722
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The effect of the length and flexibility of the side chain of basic amino acids on the binding of antimicrobial
peptides to zwitterionic and anionic membrane model systems
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Selective and slow-binding inhibition of shikonin derivatives isolated from Lithospermum erythrorhizon
on glycosyl hydrolase 33 and 34 sialidases
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Increased endothelial cell selectivity of triazole-bridged dihalogenated A-ring analogues of combretastatin A-1
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|C50 HUVEC = 31.7 nM |Cso HUVEC = 2.2nM |C50 HUVEGC = 4.3 nM
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New fluorescent bile acids: Synthesis, chemical characterization, and disastereoselective uptake by Caco-2
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Synthetic peptides derived from the sequence of a lasso peptide microcin J25 show antibacterial activity
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Biotin sulfone tagged oligomannosides as immunogens for eliciting antibodies against specific mannan epitopes pp 1817-1831
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