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We supported several life-science researchers by syntheses of small compounds, including
screening-hit-compounds discovered using a chemical library. In particular, we supported to identify
unknown target proteins of the hit compounds and also synthesized analogues of the hit compounds.
As the cooperation under the control of the platform project for drug discovery, informatics, and
structural life science, we supported Prof. Hagiwara at Graduate School of Medicine, Kyoto Univ.,
Prof. Ichijo at Graduate School of Pharmaceutical Sciences, the Univ. of Tokyo, and Lecturer Tsujita
at Graduate School of Medicine, Tohoku Univ. (present address: Saga Univ.), who belong to the
screening region, through the syntheses of small compounds and probes for target identification. We
also provided a building block for the synthesis of a probe for target identification to Prof. Hayashi at
Tokyo Pharmaceutical Univ. As the cooperation with the analysis platform, we supported Dr.
Umehara, unit leader at RIKEN, by the development of a method for preparing a cocrystal between a
target protein and a small molecule. We also synthetically supported Assoc. Prof. Kobayashi at
Graduate School of Medicine, Kyoto Univ., who also belongs to the analysis platform. We supported
Prof. Shimizu, Prof. Hata, Prof. Nishina, and Prof. Uchida at Tokyo Med. and Dent. Univ., and Prof.
Watanabe at RIKEN CLST through the synthesis of bioactive compounds, probes for target
identification, and imaging probes.

As an advancement research for the target protein identification technology, we developed a basic
synthetic method that enabled efficient preparation of a probe for target identification when a
screening-hit-compound is identified. We also developed a transient protection method of
cycloalkynes using a copper salt that enabled facile preparation of functional cycloalkynes useful in
labeling of an azido-incorporated biomolecules. To advance basic researches useful for drug discovery,
we also perfomed studies on new hydrophobic pharmacophores and dipeptide isosters that would be
useful to improve the metabolic stability of the drug candidates. A wide variety of synthetic methods,
including that via benzyne intermediates, were developed to expand the chemical library efficiently.
A part of the synthesized compounds was registered to the chemical library of the hub facility and
also to the chemical library at Tokyo Med. and Dent. Univ., to which backup and related compounds

were also registered.
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