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Synthesis, biological, and theoretical evaluations of new 1,2,3-triazoles against the hemolytic profile of the
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This paper describes the synthesis, pharmacological and theoretical evaluation of new 1-
arylsulfonylamino-5-methyl-1H-[1,2,3]-triazole-4-carboxylic acid ethyl esters 8a–f against the
hemolytic profile of the Lachesis muta snake venom. All the compounds were able to neutralize
hemolytic property of venom.
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New approach for the synthesis of [18F]fluoroethyltyrosine for cancer imaging: Simple, fast, and high yielding
automated synthesis
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4-Nitrobenzene derivatives 4Aa, 4Ba and 5 represent possible candidates for leishmanicidal drugs as they exhibit good in vivo and in vitro activities against Leishmania infantum
without toxicity to J774 macrophages.
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Development of a highly water-soluble peptide-based human neutrophil elastase inhibitor; AE-3763
for treatment of acute organ injury
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Yasunao Inoue *, Tomoki Omodani, Ryotaro Shiratake, Hiroshi Okazaki, Akemi Kuromiya, Taeko Kubo, Fuminori Sato

We present the SAR results of a series of peptide-based transition-state HNE inhibitors and the development of a highly water-soluble candidate 14v
(AE-3763) for treatment of acute organ injury, from the lead compound 14a.

Bioorganic synthesis of end-capped anti-HIV peptides by simultaneous cyanocysteine-mediated cleavages
of recombinant proteins
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Anti-HIV fusion inhibitory peptides with N- and C-terminal end-capping groups was synthesized by two simultaneous S-cyanocysteine-mediated cleavages of
recombinant proteins.

Characterization of emodin metabolites in Raji cells by LC–APCI-MS/MS pp 7493–7499

Junko Koyama *, Atsuko Takeuchi, Izumi Morita, Yu Nishino, Maki Shimizu, Munetaka Inoue, Norihiro Kobayashi

O

O

OH

CH3

OH

HO

In addition to the major metabolite 8-O-methyl emodin, x-hydroxyemodin, 3-O-methyl-x-hydroxyemodin, 3-O-methylemodin, and chrysophanol were detected as emodin
metabolites by LC–APCI-MS/MS method in Raji cells.
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New 5-nitrofuran and 5-nitrothiophene derivatives have been synthesized and evaluated for their in vitro anti-Trypanosoma cruzi activities and squalene-
accumulation capabilities.

Fluorine-18 labeled galactosyl-neoglycoalbumin for imaging the hepatic asialoglycoprotein receptor pp 7510–7516
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NGA was labeled with 18F through active ester intermediate [18F]SFB to coupling the e-amide of lysine residue.

Semisynthetic latrunculin B analogs: Studies of actin docking support a proposed mechanism
for latrunculin bioactivity
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Synthesis and in vitro evaluation of pteridine analogues as monoamine oxidase B and nitric oxide synthase
inhibitors
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A series of pteridine-2,4-dione analogues were synthesised and evaluated as inhibitors of monoamine oxidase B (MAO-B) and nitric oxide synthase (NOS).
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Synthesis, molecular docking and biological evaluation of metronidazole derivatives
as potent Helicobacter pylori urease inhibitors

pp 7531–7536

Wen-Jun Mao, Peng-Cheng Lv, Lei Shi, Huan-Qiu Li, Hai-Liang Zhu *

Fourteen metronidazole derivatives (compounds 3a–f and 4b–h) have been synthesized by coupling
of metronidazole and salicylic acid derivatives. All of them are reported for the first time. Their
chemical structures are characterized by 1H NMR, MS, and elemental analysis. The inhibitory
activities against Helicobacter pylori urease have been investigated in vitro and many compounds
have showed promising potential inhibitory activities of H. pylori urease. The effect of compounds
4b (IC50 = 26 lM) and 4g (IC50 = 12 lM) was comparable with that of acetohydroxamic acid, a
well known H. pylori urease inhibitor used as a positive control. The experimental values of IC50

showed that inhibitor was potent urease inhibitor. A docking analysis using the AUTODOCKAUTODOCK 4.0
program could explain the inhibitory activities of compound 4g against H. pylori urease.

Synthesis of isoquinolinone-based tetracycles as poly (ADP-ribose) polymerase-1 (PARP-1) inhibitors pp 7537–7541
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Tedanol: A potent anti-inflammatory ent-pimarane diterpene from the Caribbean Sponge Tedania ignis pp 7542–7547

Valeria Costantino *, Ernesto Fattorusso, Alfonso Mangoni, Cristina Perinu, Giuseppe Cirino, Luana De Gruttola,
Fiorentina Roviezzo

Tedanol, a new brominated and sulfated pimarane diterpene from the Caribbean sponge Tedania ignis, showed a potent in vivo anti-inflammatory activity at
1 mg/kg in a mouse model of inflammation.

Synthesis and structural characterization of carboxyethylpyrrole-modified proteins: mediators of age-related
macular degeneration

pp 7548–7561
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Proteins in which the e-amino groups of lysyl residues are incorporated into 2-(x-carboxyethyl)-pyrroles are mediators of age-related macular degeneration.
We report an efficient synthesis that accommodates a wide variety of CEP:protein ratios. Reaction of proteins with 4,7-dioxoheptanoic acid 9-fluorenylmethyl
ester, and in situ deprotection with DBU provides CEP–proteins without causing denaturation. The structures of tryptic peptides derived from CEP–proteins
were also determined.

Contents / Bioorg. Med. Chem. 17 (2009) 7405–7411 7409



Synthesis and evaluation of functionalized isoindigos as antiproliferative agents pp 7562–7571

Xi Kai Wee, Wee Kiang Yeo, Bing Zhang, Vincent B. C. Tan, Kian Meng Lim, Tong Earn Tay, Mei-Lin Go *

N

H
N

O

O

K562: IC50 = 1.8uM
HL60: IC50 = 3.8uM

N

H
N

O

O

CH3

K562: IC50 = 6.7uM
HL60: IC50 = 12.2uM

Meisoindigo 6

Lead modification of meisoindigo at position 1 of the isoindigo scaffold yield more potent analogs of meisoindigo that have low micromolar antiproliferative
activities against K562 and HL60 leukemic cell lines.

Synthesis and characterization of several carbamoyl- and methylcarbamoyl-substituted EMPO derivatives pp 7572–7584

Klaus Stolze *, Natascha Rohr-Udilova, Andreas Hofinger, Thomas Rosenau

Synthesis and spin trapping properties of a series of carbamoyl- and methylcarbamoyl-substituted nitrones is reported.

Hybrid pharmacophore design and synthesis of isatin–benzothiazole analogs for their anti-breast cancer activity pp 7585–7592
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Here we report the designing, synthesis, and examination of isatin–benzothiazole analogs on breast cancer and matching non-cancer cells.

Effect of potential amine prodrugs of selective neuronal nitric oxide synthase inhibitors on blood–brain barrier
penetration
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Design, synthesis and nootropic activity of new analogues of sunifiram and sapunifiram, two potent
cognition-enhancers
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A series of amides and sulfonamides, structurally related to DM235 (sunifiram) and MN19 (sapunifiram), have been synthesized and tested for cognition-enhancing activity in the
mouse passive-avoidance test. Some of the compounds display good antiamnesic and procognitive activity, with a potency similar to the parent compounds.

Novel acenaphtho[1,2-b]pyrrole-carboxylic acid family: Synthesis, cytotoxicity, DNA-binding and
cell cycle evaluation
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