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Development of a novel cancer malignancy diagnostic method that utilized core 2
oligosaccharide as a tumour marker

Miyazaki, Tatsuo
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For the establishment of a novel cancer malignancy diagnostic method that
utilized core 2 oligosaccharide as a tumour marker, two kinds of carba-disaccharides 2 and 3
corresponding to the partial structure of core 2 oligosaccharide (branched trisaccharides) were
targeted and the synthesis of the carbasugar acceptors and the sugar donors was examined.
As a result, as carba-sugar block, the synthesis of two kinds of carba- B -D-galactose acceptor 5
and 14 having a hydroxy group at anomeric position and carba-N-acetyl-f3 -D-glucose 35 were achieved.
On the other hand, as sugar block, the synthesis of GalNAc donor 46 having a triflate group at
6-position was achieved in 11 steps. About the synthesis of GuINAc donor having a triflate group at
3-position, the inversion reaction of GalNAc derivative 48 is examining.
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Conditions Conversion Yield (%)
Entry ) di-O-Piv tri-O-Piv per-O-Piv
Solvents Conc. Time Total
13 123 134 124 1234

1 Pyr 00mM  375h nd. B% 2% 24% 13% H%
2 Pyr 250mM 375h n.d. 29% 23% 23% 2% 97 %
3 Pyr 50mM  375h nd. 5%  10% 1% 4% 10%
4 PCHCE aoomm  smsn o /% A% 2% 5% 8%
5 PIICHCE joomm  azsn 6w 3% 18% 2%  10%  97%

n.d. : not ditected
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Entry SM(mg) Lipase Unit Time(h) 7 Yied (%)

1 10 ASAmano (12U / mg) 288 72 No Reaction

2 10 AYSAmano (30U / mg) 288 72 No Reaction

3 10 PS Amano SD (23U / mg) 288 72 Trace

4 10 AK Amano (20U / mg) 288 72 46

5 50 AK Amano 3000 21 93

6 250 AK Amano 15000 24 9L
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