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The radiosynthesis of a 2,3-diarylsubstituted indole via McMurry
cyclization as potential PET probe for functional characterization
of cyclooxygenase-2 (COX-2) is described. The radiotracer was
evaluated in vitro using COX-2 expressing tumor cell lines and in
vivo by dynamic small animal PET studies on HT-29 tumor-
bearing mice.
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Synthesis and binding properties of new selective ligands for the nucleobase opposite the AP site pp 3470–3479
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Licorice ethanol extract and its flavonoid-rich fraction and glabrol induce sleep
via a positive allosteric modulation of GABAA-BZD receptors.The binding affinity
and pharmacophore model of glabrol and liquiritigenin indicate that the
isoprenyl groups of glabrol may play a key role in binding to GABAA-BZD
receptors.
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EP4 subtype-selective agonists 3 and EP2/EP4 dual agonists 4 were optimized for their sustained release from PLGA microsphere formulation.

Activity landscape modeling of PPAR ligands with dual-activity difference maps pp 3523–3532

Oscar Méndez-Lucio, Jaime Pérez-Villanueva, Rafael Castillo*, José L. Medina-Franco*

A systematic characterization of the structure–activity relationships of diverse compounds with reported activity against PPARa, PPARd, and PPARc.
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Automated generation of turn mimetics: Proof of concept study for the MC4 receptor pp 3565–3574
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Synthesis and biological evaluation of a class of 5-benzylidene-2-phenyl-thiazolinones as potent 5-lipoxygenase
inhibitors
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Inverse Virtual Screening allows the discovery of the biological activity of natural compounds pp 3596–3602
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Compound 6, butyl 3-[2-(2,4-dichlorophenoxy)acetamido]benzoate, binds to DnaJ and inhibits Hsp70/DnaJ protein refolding with an IC50 value of 0.13 lM.
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Synthesis, biological evaluation and molecular docking studies of novel 2-(1,3,4-oxadiazol-2-ylthio)-1-phenylethanone
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A series of new 2-(1,3,4-oxadiazol-2-ylthio)-1-phenylethanone derivatives (6a–6x) as potential focal adhesion
kinase (FAK) inhibitors were synthesized. The bioassay tests demonstrated that compound 6i showed the most
potent activity, which inhibited the growth of MCF-7 and A431 cell lines with IC50 values of 0.14 and 0.01 lM,
respectively. Compound 6i also exhibited significant FAK inhibitory activity (IC50 = 0.02 lM). Docking simulation
was performed to position compound 6i into the active site of FAK to determine the probable binding model.

Discovery of novel indane derivatives as liver-selective thyroid hormone receptor b (TRb) agonists for the treatment of
dyslipidemia
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Synthesis of methoxylated goniothalamin, aza-goniothalamin and c-pyrones and their in vitro evaluation against
human cancer cells
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Truncated phosphonated C-10-branched N,O-nucleosides: A new class of antiviral agents pp 3652–3657
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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.;
Nüsing, R.; Imming, P. Bioorg. Med. Chem. 2012, 20, 103–109.]
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