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Concise Synthesis of Dibenzoazacyclooctynes by a Novel Decomplexation Method for
Cycloalkyne—Cobalt Complexes

(\IBB, Tokyo Med. & Dent. Univ., *Shinshu Univ.) OYuki Sakata,' Ryoto Nabekura,' Yuki
Hazama,' Miho Hanya,' Takashi Nishiyarna,2 Isao Kii,” Takamitsu Hosoya'

Strain-promoted azide—alkyne cycloaddition reaction using cycloalkynes has a wide range
of applications in broad disciplines. However, it is still not easy to synthesize cycloalkynes with
multiple functional or modifiable moieties by the conventional methods. We focused on
dibenzoazacyclooctyne (DIBAC) with high modifiability and developed its concise synthetic
route based on Pictet—Spengler reaction and a novel cobalt decomplexation method, which was
established for the dibenzo-fused cyclooctyne—cobalt complexes. The method enabled the
facile modification of the amide side chain and aromatic ring moiety to prepare various
functionalized DIBACS, including highly hydrophilic DIBACs.
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