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Studies on synthesis and activation mechanism of mitomycin dimers connected by 1,2-dithiolane and diol linkers pp 5720–5729

Hyoung Rae Kim, Jae Jin Kim, Jung Jae Park, Sang Hyup Lee*
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A mitomycin dimer connected by a 1,2-dithiolane (a five-membered cyclic disulfide) linker was highly efficient for nucleophilic activation and corresponding production of DNA
interstrand cross-link (DNA ISC) adducts.

Evaluation of dimerization–inhibitory activities of cyclic peptides containing a b-hairpin loop sequence of the EGF
receptor
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Design, synthesis and evaluation of novel metalloproteinase inhibitors based on LL-tyrosine scaffold pp 5738–5744

Xian-Chao Cheng, Run-Ling Wang*, Zhen-Ke Dong, Jing Li, Yao-Yuan Li, Rong-Rong Li
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A series of novel LL-tyrosine derivatives were designed, synthesized and assayed for their inhibitory activities on matrix metalloproteinase 2 (MMP-2) and histone deacetylase 8
(HDAC-8).

Design, synthesis, and biological evaluation of the analogues of glaziovianin A, a potent antitumor isoflavone pp 5745–5756

Ichiro Hayakawa*, Akiyuki Ikedo, Takumi Chinen, Takeo Usui, Hideo Kigoshi*
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synthesized analogue
R = allyl : IC50 = 0.46 μM

R = Bn : IC50 = 0.19 μΜ
R = propargyl : IC50 = 0.17 μM

natural product
glaziovianin A

R = Me : IC50 = 0.59 μM
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IC50 = >50 μM
IC50 = 25.7 μM IC50 = 16.1 μM

Synthesis and evaluation of novel heteroaromatic substrates of GABA aminotransferase pp 5763–5773
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Natalia F. Zakirova*, Alexander V. Shipitsyn, Maxim V. Jasko, Maria M. Prokofjeva, Valeria L. Andronova, Georgiy A. Galegov,
Vladimir S. Prassolov, Sergey N. Kochetkov

NH

N

N

O

NH2
N

OOPAmine

O

R

R= amine or O-NH4
+

Synthesis of quinolinomorphinan derivatives as highly selective d opioid receptor ligands pp 5810–5831

Yoshihiro Ida, Ayaka Matsubara, Toru Nemoto, Manabu Saito, Shigeto Hirayama, Hideaki Fujii, Hiroshi Nagase*

The study of the structure–activity relationship of KNT-127 derivatives showed that the 50- and 80-positions on the quinoline ring would be the most appropriate sites for
modification to enhance the affinity and selectivity for the d receptor.

Hybrid stereoisomers of a compact molecular probe based on a jasmonic acid glucoside: Syntheses and biological
evaluations
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Protective effects of caffeoylquinic acids on the aggregation and neurotoxicity of the 42-residue amyloid b-protein pp 5844–5849
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Discovery of 3H-imidazo[4,5-c]quinolin-4(5H)-ones as potent and selective dipeptidyl peptidase IV (DPP-4) inhibitors pp 5864–5883
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O-Hydroxyl- or o-amino benzylamine-tacrine hybrids: Multifunctional biometals chelators, antioxidants, and inhibitors
of cholinesterase activity and amyloid-b aggregation

pp 5884–5892

Fei Mao, Ling Huang, Zonghua Luo, Anqiu Liu, Chuanjun Lu, Zhiyong Xie*, Xingshu Li*

A series of hybrid molecules were synthesised by reacting N-(aminoalkyl)tacrine with salicylic aldehyde or derivatives of 2-aminobenzaldehyde. All of the hybrids are potential
biometal chelators, and in addition, most of them were better antioxidants and inhibitors of cholinesterases and amyloid-b (Ab) aggregation than the lead compound tacrine.
Compound 7c has the potential to be a candidate for AD therapy: it is a much better inhibitor of acetylcholinesterase (AChE) than tacrine (IC50: 0.55 nM vs 109 nM), has good
biometal chelation ability, is able to inhibit Ab aggregation and has moderate antioxidant activity (1.22 Trolox equivalents).

Synthesis and evaluation of the anti-proliferative and NF-jB activities of a library of simplified tylophorine analogs pp 5893–5900

Micah J. Niphakis, Bryant C. Gay, Kwon Ho Hong, Nicholas P. Bleeker, Gunda I. Georg*
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Design and synthesis of EGFR dimerization inhibitors and evaluation of their potential in the treatment of psoriasis pp 5901–5914
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A sulfoximine-based inhibitor of human asparagine synthetase kills LL-asparaginase-resistant leukemia cells pp 5915–5927
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Tanshinones as selective and slow-binding inhibitors for SARS-CoV cysteine proteases pp 5928–5935
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Woo Song Lee*, Young Bae Ryu*
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This is first report to describe the specific and selective inhibition effects of tanshinones against SARS-CoV 3CLpro and PLpro with deubiquitination. In detail
kinetic mechanism, tanshinones manifest a slow-binding inhibition profile.

[18F]FE@SNAP—A new PET tracer for the melanin concentrating hormone receptor 1 (MCHR1): Microfluidic
and vessel-based approaches

pp 5936–5940
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SNAP-7941 derivatives 1–4 (1: SNAP-7941; 2: [18F]FE@SNAP; 3: SNAP-acid; 4: Tos@SNAP).
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Discovery of 6-[4-(6-nitroxyhexanoyl)piperazin-1-yl)]-9H-purine, as pharmacological post-conditioning agent pp 5948–5956
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Administration of the analogue 16 in anesthetized rabbits, at a dose of 
3.8 µmol/kg, resulted on a significant reduction of infarct size, compared 
to PostC group (13.4±1.9% vs 26.4±2.3%). 
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Competitive antagonism of insect GABA receptors by iminopyridazine derivatives of GABA pp 5957–5964
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Synthesis and comparison of antiplasmodial activity of (+), ()) and racemic 7-chloro-4-(N-lupinyl)aminoquinoline pp 5980–5985
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Synthesis and biological evaluation of novel homochiral carbocyclic nucleosides from 1-amino-2-indanols pp 5986–5991
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Identification of novel a7 nicotinic receptor ligands by in silico screening against the crystal structure of a chimeric a7
receptor ligand binding domain

pp 5992–6002
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