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A new ligand N-salicyloyl-N0-o-hydroxythiobenzhydrazide (H2Sotbh) and its Mn(II), Fe(III), Co(II),

Ni(II), Cu(II) and Zn(II) complexes were prepared and characterized by analytical and physicochemical

studies. The therapeutic implication of H2Sotbh and its metal complexes in tumor regression and tumor

growth associated immuno-supression were studied.
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1B (PTP 1B) Inhibitors

V. Sreenivasa Murthy and Vithal M. Kulkarni

Pharmaceutical Division, Department of Chemical Technology, University of Mumbai, Matunga, Mumbai 400 019, India

Binding modes of aryloxymethylphosphonates and monoanionic biosteres of phosphate group from benzylic,

-diflluoro phosphate and its biosteres as PTP 1B inhibitors were identified by docking, molecular dynamics

and solvent accessible surface area calculations. The findings are in consistent with the biological activity

of the inhibitors.
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5-Alkynyl tubercidin analogues were synthesized and their biological behavior was evaluated.
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20-Fluoro-17(20)-pregnenolone derivatives were designed as enol mimics of pregnenolone. All of the targeted, novel fluoroolefins were potent

inhibitors of C17(20) lyase.
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Metabolites 2-octaprenyl-1,4-hydroquinone (1) and 2-(24-hydroxy)-octaprenyl-1,4-hydroquinone (2), isolated from the sponge Ircinia spinosula, along with eight

synthetic derivatives, were evaluated for their antioxidant capacity. The

antioxidant potential of the compounds was evaluated in vitro by their

ability: (1) to interact with the stable free radical DPPH and (2) to

inhibit the peroxidation, induced by the Fe++/ascorbate system, of

heat inactivated hepatic microsomal membrane lipids.
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Synthesis and antiviral activity against human cytomegalovirus of new 2-subsituted imidazo[1,2-a] pyridine

were described.
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Candida antarctica lipase and porcine pancreatic lipase have exhibited exclusive selectivity for the

acetylation of primary hydroxyl group over secondary hydroxyl group(s) in d-arabino- and

d-threo-polyhydroxyalkyltriazoles.
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Synthesis and conformational analysis of cyclic hydrazine derivatives of ecdysone agonist, RH5849 were

investigated six-membered cyclic hydrazine bearing two benzoyl groups exists as three conformational

states in solution, and the major unsymmetrical conformer is similar to that of RH-5849 by 1H NMR

experiment and X-ray analysis.
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Five 2-phenyl-4-(d-arabino-40-cycloamino-30-hydroxy-O-10,20-isopropylidenebutyl)-2H-1,2,3-triazoles,

acyclonucleosides containing unnatural bases have been synthesised by opening of the epoxide ring of

2-phenyl-4-(d-arabino-30,40-epoxy-O-10,20-isopropylidenebutyl)-2H-1,2,3-triazole with the corresponding

cyclic amine and subjected to antiviral activity evaluation against HIV-1IIIB and HIV-1RF viruses.
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Tomihisa Ohta, Minoru Nagahashi, Shinzo Hosoi and Sachiko Tsukamoto
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Semi-synthetic dihydroxybergamottin caproate showed potent CYP3A4 inhibition with IC50 value of 0.07mM.
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1: Discovery of 3,7-DithiaPGE1 Derivatives and Identification of Their ! Chains
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3,7-DithiaPGE1 analogues 4a and 4p were discovered as a new chemical lead for development of selective

EP4-receptor agonists.
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Part 2: 3,7-DithiaPGE1 Derivatives with High Selectivity
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3,7-DithiaPGE1 analogues 13-6q and 18-14e were discovered to be highly selective EP4-receptor agonists.
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The synthesis of N-(1-phenethyl-4-piperidyl) propanamides incorporating guanidinium and

aminoimidazolinium groups are reported. Two of them showed high affinity for m opioid receptors

and moderate analgesic properties in vivo. Low affinity for the I2-imidazoline receptor was shown.
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Electronic properties and quantum chemical descriptors for a number of sulphonylureas were

determined, in order to correlate them with their activity as inhibitors of ALS synthase.
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Derivatives of 6-[(aminoalkyl)amino]-7H-benzo[e]-perimidin-7-ones were synthesized and

evaluated for their cytotoxic activity toward murine and human leukemia sensitive and

resistant (MDR and MRP) cell lines.
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The condensation of the two natural occurring molecules and investigations of inhibitory
effects of the conjugates on TPA-induced EBV activation and superoxide generation
in vitro are described.
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2,4-thiazolidinediones

G. Bruno,a L. Costantino,b C. Curinga,c R. Maccari,c F. Monforte,c F. Nicolò,a R. Ottanàc and M.G. Vigoritac
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Several (Z)-5-arylidene-2,4-thiazolidinediones (2–4) were synthesized and tested as aldose reductase inhibitors

(ARIs) and most of them exerted appreciable inhibitory activity.
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Development of a Highly Selective EP2-Receptor Agonist. Part

1: Identification of 16-hydroxy-17,17-trimethylene PGE2 Derivatives
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Takayuki Maruyama, Shuichi Ohuchida, Hisao Nakai, Kigen Kondo
and Masaaki Toda
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Two series of prostaglandin analogues 4a,b,e,f,h and 6a,b,e,f,h possessing

15-hydroxy-17,17-trimethylene moiety were identied to be potent and selective EP2-receptor agonists.
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9b-Chloro-16-hydroxy-17,17-trimethylene PGF analogues were identified to be potent and selective

EP2-receptor agonists. Among them, 4aLy exhibited an excellent profile both in biological activities

and physiochemical properties.
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A range of 2,N6-disustututed adenosines were synthesised and evaluated as adenosine

receptor agonists. The combination of N6-norborn-2-yl and 2-halo substitution

afforded potent and selective A1 AR agonists.

Bioorg. Med. Chem. 10 (2002) 1123
Psammaplin A, a Chitinase Inhibitor Isolated from the Fijian Marine

Sponge Aplysinella Rhax

J. N. Tabudravu,a V. G. H. Eijsink,c G. W. Gooday,b M. Jaspars,a D. Komander,d M. Legg,e B. Synstadc and D. M. F. van Aaltend

aMarine Natural Products Laboratory, Department of Chemistry, University of Aberdeen, Old Aberdeen AB24 3UE, Scotland, UK
bDepartment of Molecular and Cell Biology, University of Aberdeen, Foresterhill AB25 2ZD, Scotland, UK
cDepartment of Chemistry and Biotechnology, Agricultural University of Norway, As, Norway
dWellcome Trust Biocentre, School of Life Sciences, University of Dundee, Dundee DD1 5EH, Scotland, UK
eSyngenta Ltd., Jealott’s Hill International Research Centre, Bracknell, Berkshire RG42 6ET, UK

Bioorg. Med. Chem. 10 (2002) 1129
SAR Directed Design and Synthesis of

Novel �(1-4)-Glucosyltransferase Inhibitors and Their In Vitro Inhibition Studies

Asish K. Bhattacharya,a Florian Stolz,a Jürgen Kurzeck,b
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Yeonjoon Kim and Shin Chung

Drug Discovery, Pacific Corporation R&D Center, 314-1 Bora-ri, Kiheung-eup, Yongin-si, Kyounggi-do 449-729, South Korea

An efficient and practical one-pot synthesis of 4,5-diaryl-2,2-dimethyl-3(2H)-furanones has been achieved from 1,2-diarylethanones and

2-bromoisobutyryl cyanide in the presence of excess base.
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Insights into the Selective Inhibition of Candida albicans Secreted
Aspartyl Protease: A Docking Analysis Study

S. K. Pranav Kumar and Vithal M. Kulkarni

Pharmaceutical Division, Department of Chemical Technology,
University of Mumbai, Mumbai 400 019, India

Docking analysis performed on Candida albicans secreted aspartyl protease

complexed with selective inhibitors (analogues of compound A-70450)

has revealed the importance of hydrophobic and hydrogen bond

interactions in mediating the inhibitor selectivity and potency. This

analysis should be useful in the design of selective non-peptidic inhibitors of

C. albicans aspartyl protease.
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Quantitative structure—toxicity relationship (QSTR) studies for a group of benzene derivatives have been made using recently introduced PI

Padmakar–Ivan (PI) Index. Excellent results are obtained in tetra-parametric correlations upon the introduction of indicator parameters. The

predictive potential of the proposed models is discussed on the basis of cross-validation parameters. The superiority of the

PI index over other topological indices is discussed critically.
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Novel ferulic acid derivatives were synthesized, and their COX-2 promoter activity was evaluated.


