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Tryptamine-based human b3-adrenergic receptor agonists. Part 1: SAR studies of the 7-position
of the indole ring

pp 5959–5962

Kazuhiro Mizuno,* Masaaki Sawa, Hiroshi Harada, Hirotaka Tateishi, Mayumi Oue,
Hiroshi Tsujiuchi, Yasuji Furutani and Shiro Kato
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The synthesis and biological evaluation of a series of tryptamine-based b3-adrenergic receptor (AR) agonists are described. The

methanesulfonate 54 exhibited strong agonistic activity and excellent subtype selectivity for the b3-AR.

Tryptamine-based human b3-adrenergic receptor agonists. Part 2: SAR of the methylene derivatives pp 5963–5966

Masaaki Sawa,* Hirotaka Tateishi, Kazuhiro Mizuno, Hiroshi Harada,
Mayumi Oue, Hiroshi Tsujiuchi, Yasuji Furutani and Shiro Kato
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EC50 = 0.21 nM

EC50 = 0.31 nM

In an effort to reduce the cost of production, we conducted further optimization

of tryptamine-based b3-adrenergic receptor (AR) agonists. Optimization of the

left-hand side aryl moiety led to the identification of a series of potent b3-agonists
without costly chiral methyl group.

Synthesis and antitrypanosomal profile of new functionalized 1,3,4-thiadiazole-2-arylhydrazone
derivatives, designed as non-mutagenic megazol analogues

pp 5967–5970

Samir A. Carvalho, Edson F. da Silva, Ricardo M. Santa-Rita, Solange L. de Castro and
Carlos A. M. Fraga*

The synthesis of the new powerful trypanocidal agent brazilizone A (4k) (IC50/24 h= 5.3lM) is reported.
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: ethidium bromide, iGd: 2'-deoxyisoguanosine
Z:7-deaza-2'-deoxyisoguanosine and its 7-halogenated  
derivatives
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The cover graphic shows the schematic representation both of the nitric oxide (NO�) pathway in vascular homeostasis andof the oxidative

hypothesis of atherosclerosis. Antioxidant/NO-donor hybrids could display protective roles against atherosclerosis [Cena, C.; Boschi, D.;

Tron,G.C.;Chegaev,K.;Lazzarato,L.;DiStillo,A.;Aragno,M.;Fruttero,R.;Gasco,A.Bioorg.Med.Chem.Lett.2004,14, 5971–5974].

This graphic has been adapted from a figure by T. Eberhardt and J. Loscalzo inNitric Oxide and the Cardiovascular System; Loscalzo, J.,

Vita, J. A., Eds.; Humana Press: Totowa, 2000; p 275.
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