Axially Substituted Silicon Phthalocyanine Payload for Antibody Drug Conjugates

Ax-SiPc: a novel and proprietary photosensitizer

Direct conjugation to antibody

Ax-SiPc-NHS ester

Ideal payload for photoimmunotherapy

Axially substituted, symmetrical phthalocyanine skeleton
Simple 5 step synthesis process with higher yield
Effectively excited by 690 nm irradiation
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Ax-SiPc 673 146,000 0.4
IR700 686 202,000 0.26

a)In

References

Axially Substituted Silicon Phthalocyanine Payloads for Antibody-Drug Conjugates

K. Takahashi,et al., Synlett 2021 Vol. 32 Issue 11 Pages 1098-1103, DOI: 10.1055/a-1503-6425

DMSO, b) In D20

NHS-Ax-SiPc

150

-
(=
T

a
T

Relative cell viability
(Percent of control)

o KPL-4, Trastuzumab-Ax-SiPc with 690 nm
® KPL-4, Trastuzumab-Ax-SiPc without 690 nm
© MCF7, Trastuzumab-Ax-SiPc with 690 nm

\ / Trastuzumab-Ax-SiPc
0 1 1 1 T T T 1
N N N N N N Q N
S & & & @ NN
Trastuzumab & )

+ —
% o 'y £
° \ N 5 /\/Y \/\/\u NS 5 MIX
O oAt A~ s o
Y Y\A/Z—S Psyche-Ax-SiPc
Psyche / \
A ) Psyche
( V +~ (Bisiminobiotin)
Cupid Psyche-Cupid - A )\
Ki<83 x10°10M - @™
High affinity A \
Cupid ADC
Sugiyama, A. et al. Biosci. Biotechnol. (Streptavidin mutant) (Homogenous)
Biochem. 2015, 79, 640. \ /
- - The treatment of HER2 overexpressed breast cancer cell line KPL-4 by Ax-SiPc
Injection 7or——r iation Zgrmon — 0l
ss0nm s50nm Day2 Day5 Day6 Dav19
|

-]
=3
=3

N A O
e © o
© © o

Tumor volume (mm3)
o

0 10 20 30 40 50 60 70
Days after cell inoculation

Treatment by
AMDC + 690nm

Antibody mimetic drug conjugate manufactured by high-yield Escherichia coli expression and non-covalent binding system
K. Yamatsugu, et al., Protein Expr Purif 2022 Vol. 192 Pages 106043, DOI: 10.1016/j.pep.2021.106043

giyama The Univer




