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Trace amine-associated receptor 1 is a stereoselective binding site for compounds in the amphetamine class
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TAART1 stereoselectivity for (S)- versus (R)-configuration for compounds in the amphetamine class supports a role for TAAR1 in the psychostimulant properties of this class of

compounds and is consistent with TAAR1 as a stereoselective binding site for amphetamine.
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Metabolic and electrochemical mechanisms of dimeric naphthoquinones cytotoxicity in breast cancer cells
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Molecular modeling studies, synthesis, configurational stability and biological activity of 8-chloro-2,3,5,6-tetrahydro- pp 7111-7119
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Novel pyridopyrazine and pyrimidothiazine derivatives as FtsZ inhibitors pp 7120-7128
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Eighteen new pyridopyrazine and pyrimidothiazine derivatives were synthesized and tested against FtsZ from Mycobacterium tuberculosis (Mtb) and in vitro antibacterial activity
against Mtb Hs;Ra and Mtb Hs7Rv. Two compounds were studied in vivo in a murine Mtb model.

Design, synthesis and biological evaluation of peptidyl-vinylaminophosphonates as novel cysteine protease inhibitors pp 7129-7135
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Peptidyl-vinylaminophosphonates, a new class of cysteine protease inhibitors have been designed and sythesized. Some of the synthesized molecules have -+
shown inhibition against papain, a model cysteine protease with ICs, values in the range of 30-54 uM.
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A series of N-(2-anilino-pyridyl) linked 2-amino benzothiazoles (4a-n) and [1,2,4]triazolo [1,5-b]benzothia-

diazine conjugates (5a-j) have been designed, synthesized and evaluated for their antiproliferative activity. R} R?
The active compounds were tested for their effects on the cell cycle perturbations and induction of apoptosis. 4a-n 5a-j
Targeting pancreatic cancer with a G-quadruplex ligand pp 7151-7157
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Searching for the Multi-Target-Directed Ligands against Alzheimer’s disease: Discovery of quinoxaline-based hybrid pp 7158-7167
compounds with AChE, H3R and BACE 1 inhibitory activities

Wenhai Huang, Li Tang, Ying Shi, Shufang Huang, Lei Xu, Rong Sheng, Peng Wu, Jia Li, Naiming Zhou, Yongzhou Hu*
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A novel series of quinoxaline derivatives were designed by lending the core structural
elements required for H3R antagonists and hybridizing BACE 1 inhibitor 1 with AChE Linker H a basic center
inhibitor BYYT-25 as Multi-Target-Directed Ligands (MTDLs) for AD treatment.
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acid (1) and stobadine [(-)-cis-2,8-dimethyl-2,3,4,4a,5,9b-hexahydro-1H-pyrido[4,3-b]in-
dole] (2).
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Tyrphostin-like compounds with ubiquitin modulatory activity as possible therapeutic agents for multiple myeloma pp 7194-7204
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docking to the VDR, and biological evaluation
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Discovery and pharmacological characterization of N-[2-({2-[(2S)-2-cyanopyrrolidin-1-yl]-2-oxoethyl}amino)-2- pp 7221-7227
methylpropyl]-2-methylpyrazolo[1,5-a]pyrimidine-6-carboxamide hydrochloride (anagliptin hydrochloride salt)

as a potent and selective DPP-IV inhibitor
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Synthesis and evaluation of a series of pyrazolo[1,5-a]pyrimidine derivatives have led to the discovery of N-[2-({2-[(2S)-2-cyanopyrrolidin-1-yl]-2-

oxoethyl}amino)-2-methylpropyl]-2-methylpyrazolo[1,5-a]pyrimidine-6-carboxamide hydrochloride (anagliptin hydrochloride salt: 4a) as a highly selective, -+
potent nhibitor of DPP-IV.

Benzenediol-berberine hybrids: Multifunctional agents for Alzheimer’s disease pp 7228-7235
Huailei Jiang, Xu Wang, Ling Huang, Zonghua Luo, Tao Su, Ke Ding*, Xingshu Li*

8: 1Cy, of 0.123 uM for AChE; 84.5% for AB4_4, at 12: 1C54 0f 0.460 uM for AChE; 92% for AB,_4, at
20 uM; ORAC-FL value of 3.54 20uM; ORAC-FL value of 9.54

A series of hybrid molecules, by reacting berberine with benzenediol, melatonin, or ferulic acid, were designed and synthesized. These compounds were evaluated for: (i) the
ability to inhibit multiple cholinesterases (ChEs); (ii) the capacity to prevent amyloid p (AB) aggregation; and (iii) antioxidant potential.

The arginine mimicking p-amino acid >hPhe(3-H,N-CH,) as S1 ligand in cyclotheonamide-based p-tryptase pp 7236-7243
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N9-Substituted N°-[(3-methylbut-2-en-1-yl)amino]purine derivatives and their biological activity in selected pp 7244-7251
cytokinin bioassays
Vaclav Mik, Lucie Sziicova*, Lukas Spichal, Ondfej Plihal, Jaroslav Nisler, Lenka Zahajska, Karel Dolezal, Miroslav Strnad
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Synthesis of N9-substituted derivatives of N°-[(3-methylbut-2-en-1-yl)amino]purine (iP), their characteriza- N AN
tion by C, H, N elemental analyses, thin layer chromatography, high performance liquid chromatography, 'H m _
NMR, and CI+ MS spectrometry as well as their cytokinin activity in vitro in three classical cytokinin bioassays N N
(tobacco callus, wheat leaf senescence, and Amaranthus bioassay), and perception by cytokinin receptors \ +
CRE1/AHK4, ZmHK1, and ZmHK3a are described. R
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The known veterinary anthelmintic and proton ionophore, closantel, was recently discovered to also exhibit potent chitinase inhibition activity
and inhibit molting in the parasitic nematode, Onchocerca volvulus, the causative agent of the neglected tropical disease onchocerciasis.
[C. Gloeckner, A. L. Garner, F. Mersha, Y. Oksov, N. Tricoche, L. M. Eubanks, S. Lustigman, G. F. Kaufmann, K. D. Janda, Repositioning of an
existing drug for the neglected tropical disease Onchocerciasis, Proc. Natl. Acad. Sci., U.S.A. 2010, 107, 3424.]
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