Graphical Abstracts

Bioorg. Med. Chem. 11 (2003) 4685

Synthesis and Evaluation of «,x-Disubstituted-3-mercaptopropanoic

Acids as Inhibitors for Carboxypeptidase A and Implications with Respect to Enzyme Inhibitor Design
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2,4-Diaminopyrimidines as Inhibitors of Leishmanial and

Trypanosomal Dihydrofolate Reductase
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Sesquiterpene 1,4-Quinones
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(+)-Euryfuran 1 reacts with benzo,
naphtho, and benzo[b]thiophene-1,4-
quinones in acetic acid to give the
sesquiterpene 1,4-quinones 3, 5, 7, 8, 10,
12, and 14. The reported quinones
possess in vitro activity against
Leismania amazonensis.
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Small Hydroxyethylene-Based Peptidomimetics Inhibiting Both
HIV-1 and C. albicans Aspartic Proteases

Alessandro Tossi,>?* Fabio Benedetti,’ Stefano Norbedo,b°
Damiano Skrbec,® Federico Berti® and Domenico Romeo?-°

H
N Po'(- P3' *RorS
(P3-)P5 \n/ 2'(- P3') or

N
0

aDepartment of Biochemistry, Biophysics and Macromolecular Chemistry,
University of Trieste, Via Giorgieri 1, I-34127 Trieste, Italy

®Centre of Excellence on Biocrystallography, University of Trieste,

Via Giorgieri 1, I-34127 Trieste, Italy OH

¢Department of Chemical Sciences, University of Trieste, N

Via Giorgieri 1, I-34127 Trieste, Italy P2/Py'= Val, Thr, Dtg, CH,OAr P3/P3'= _
N

4681




Synthesis and Structure—Activity Relationships of Bioorg. Med. Chem. 11 (2003) 4729

5-Phenylthiophenecarboxylic Acid Derivatives as Antirheumatic Agents
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5-Phenylthiophenecarboxylic acid deriveatives were prepared.
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Cochlioquinone A1, a New Anti-Angiogenic Agent from Bipolaris
zeicola
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Cochlioquinone A1l (CoAl) is a new anti-angiogenic agent isolated from a fungal strain, Bipolaris
zeicola.
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Synthesis and Pharmacological Characterization of

Functionalized 2-Pyridones Structurally Related to the Cardiotonic Agent Milrinone
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A new positive inotropic agent, milrinone analogue, with a specific mechanism of action via PDE3 inhibition is 0
presented. R)ﬁl\/ix
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Diaryldimethylpiperazine Ligands with p- and 8-Opioid Receptor

Affinity: Synthesis of (+ )-4-[(xR)-a-(4-allyl-(2S5,55)-dimethylpiperazin-1-yl)-(3-hydroxyphenyl)methyl]-
N-ethyl-N-phenylbenzamide and (—)-4-[(xR)-x-(2S,55)-dimethylpiperazin-1-yl)-(3-
hydroxyphenyl)methyl]-/V-ethyl-/V-phenylbenzamide
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Discovery of Novel Benzothiazolesulfonamides as Potent

Inhibitors of HIV-1 Protease
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Ph
The human immunodeficiency virus (HIV) has been shown to be the causative agent for AIDS. i 0. .0
Protease inhibitors have been useful in combating the disease. The inhibitors incorporate a variety of RN st' S
isosteres including the hydroxyethylurea at the protease cleavage site. We have shown that the H OH \CE />
replacement of t-butylurea moiety by benzothiazolesulfonamide provided inhibitors with improved H/ N
potency, antiviral activity and good oral bioavailability.
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Synthesis and In Vitro Evaluation of Potential Antichagasic

Hydroxymethylnitrofurazone (NFOH-121): A New Nitrofurazone Prodrug
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Synthesis and Biological Evaluation of Benzo|d]isothiazole,
Benzothiazole and Thiazole Schiff Bases
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Three new series of benzo[d]isothiazole, benzothiazole and thiazole Shiff bases h A N\>—N'CHR1 / N
were synthesized and tested in vitro for their antiviral, antimicrobial, N " S i )\N=CHR|
antimycobacterial and antiproliferative activity. i 2a.g o
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Synthesis and Cytotoxicity Evaluation of Pyridin|2,3-f]indole-
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Oxidative Conjugation of Chlorogenic Acid with Glutathione: Bioorg. Med. Chem. 11 (2003) 4797

Structural Characterization of Addition Products and a New Nitrite-Promoted Pathway
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Design, Synthesis and Pharmacological Profile of Novel Dopamine D2 Bioorg. Med. Chem. 11 (2003) 4807

Receptor Ligands

Ricardo Menegatti,>® Anna C. Cunha,® Vitor F. Ferreira,® Edna F. R. Perreira,Y Ahmed El-Nabawi,® Amira T. Eldefrawi,?
Edson X. Albuquerque,®¢ Gilda Neves," Stela M. K. Rates," Carlos A. M. Fraga®® and Eliezer J. Barreiro®*

aLaboratério de Avaliacdo e Sintese de Substdncias Bioativas (LASSBio), Faculdade de Farmdcia, Universidade Federal do Rio de Janeiro,
Rio de Janeiro, PO Box 68006, RJ 21944-970, Brazil

SInstituto de Quimica, Universidade Federal do Rio de Janeiro, Rio de Janeiro, RJ, Brazil

¢Departamento de Quimica Orgdnica, Universidade Federal Fluminense, Rio de Janeiro, RJ, Brazil

dDepartment of Pharmacology and Experimental Therapeutic, University of Maryland, School of Medicine, Baltimore, MD 21201, USA
¢Departamento de Farmacologia Basica e Clinica, Instituto de Ciéncias Biomédicas, Universidade Federal do Rio de Janeiro, Rio de Janeiro, RJ,
Brazil

"Faculdade de Farmdcia, Universidade Federal do Rio Grande do Sul, Porto Alegre, RS, Brazil

The synthesis and in vitro dopamine receptor ligand profile of new pyrazole and 1,2,3-triazole N-phenylpiperazines 3-5 is reported.
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Proline and Aza-Pipecolic Derivatives as FKBP12 Ligands and Their In Vivo Neuroprotective Effects
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