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Synthesis and Evaluation of �,�-Disubstituted-3-mercaptopropanoic

Acids as Inhibitors for Carboxypeptidase A and Implications with Respect to Enzyme Inhibitor Design

Hyun Soo Lee and Dong H. Kim
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Technology, San 31 Hyojadong, Pohang 790-784, South Korea
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Studies on Quinones. Part 38: Synthesis and Leishmanicidal Activity of
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
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Synthesis and Structure–Activity Relationships of
5-Phenylthiophenecarboxylic Acid Derivatives as Antirheumatic Agents

Toshiya Noguchi,* Masahiro Hasegawa, Kazuyuki Tomisawa and Morihiro Mitsukuchi

Medicinal Research Laboratories, Taisho Pharmaceutical Co., Ltd., 403, Yoshino-cho, 1-chome, Kita-ku, Saitama-city,
Saitama 330-8530, Japan
5-Phenylthiophenecarboxylic acid deriveatives were prepared.
Bioorg. Med. Chem. 11 (2003) 4743

Cochlioquinone A1, a New Anti-Angiogenic Agent from Bipolaris

zeicola

Hye Jin Jung,a Hyang Burm Lee,b Chi-Hwan Lim,c Chang-Jin Kimb and Ho Jeong Kwona,*
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Cochlioquinone A1 (CoA1) 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

Paola Fossa,a Giulia Menozzi,a Paola Dorigo,b Maura Floreanib and Luisa Mostia,*
aDepartment of Pharmaceutical Sciences, University of Genova, Viale Benedetto XV 3, 16132 Genova, Italy
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25131 Padova, Italy
A new positive inotropic agent, milrinone analogue, with a specific mechanism of action via PDE3 inhibition is

presented.
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Diaryldimethylpiperazine Ligands with �- and �-Opioid Receptor
Affinity: Synthesis of (+)-4-[(�R)-�-(4-allyl-(2S,5S)-dimethylpiperazin-1-yl)-(3-hydroxyphenyl)methyl]-

N-ethyl-N-phenylbenzamide and (�)-4-[(�R)-�-(2S,5S)-dimethylpiperazin-1-yl)-(3-

hydroxyphenyl)methyl]-N-ethyl-N-phenylbenzamide
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Discovery of Novel Benzothiazolesulfonamides as Potent
Inhibitors of HIV-1 Protease

Srinivasan R. Nagarajan,a,* Gary A. De Crescenzo,a Daniel P. Getman,a Hwang-Fun Lu,a James A. Sikorski,a

Jeffrey L. Walker,a Joseph J. McDonald,a Kathryn A. Houseman,b Geralyn P. Kocan,b Nandini Kishore,a

Pramod P. Mehta,a Christie L. Funkes-Shippya and Lisa Blystonea

aPfizer Global Research and Development, Pfizer Inc., 700 Chesterfield Parkway West, Chesterfield, MO 63017, USA
bPfizer Global Research and Development, Pfizer Inc., 4901 Searle Parkway, Skokie, IL 60077, USA

The human immunodeficiency virus (HIV) has been shown to be the causative agent for AIDS.
Protease inhibitors have been useful in combating the disease. The inhibitors incorporate a variety of
isosteres including the hydroxyethylurea at the protease cleavage site. We have shown that the
replacement of t-butylurea moiety by benzothiazolesulfonamide provided inhibitors with improved
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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Caixa Postal 502, CEP 14.801-902, SP, Brazil
Bioorg. Med. Chem. 11 (2003) 4785

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

were synthesized and tested in vitro for their antiviral, antimicrobial,

antimycobacterial and antiproliferative activity.
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Oxidative Conjugation of Chlorogenic Acid with Glutathione:
Structural Characterization of Addition Products and a New Nitrite-Promoted Pathway
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fFaculdade de Farmácia, 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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