Supplementary information scheme 1

X 9y I
NHap-Linker-NH
N7 N L — . N7 N OMe
o A Boc I ML R
[l el NH-Linker-NH~ Nl | ( H }—CHzN’ L
Building Block II OMe N>N
. PN
+ — 2 . Boc-NH-Linker-NH N Cl
OMe a OMe
RiNHy Ry
—CHO —— CHzN RoR3NH
or NHoR;OH H i
OMe OMe Building Block | ¢
= OMe
¥ R1
H
N N oM X\
) d e NN
RIS S Re I
2-Linker-NH | X - R2
Rs Boc-NH-Linker-kiH N~ N
b Ra
Linker = N~-O~0~-NHz
SH
AP
c
R{NH= H 5 n | N N"x, " /\/\N;‘L
N HO™"N*  HO~N¥ o™ Qﬂ " HH
H 8
- N
ANA 2 N SN NNy
. NE o (O s oy eI N J
=
NRRe=| o~y | I\ N P ~NE 4
\NJ\/NS‘) <7> \”3 S FJ\" B /OH \OL?A/ ¥
H
BN~ V\H{ Oond 5k /ON § 5
: 3 (O NN PN NN
s i | , & H
@st O N, A aWe W4
N P(j”N Song N N(ONo (N
o- Z H H "
G
HN%@ NN H N 7 AN AN ’NJ
¥ Oy
Lb AN \/NH f'”’\ﬁ o B \oH
) 3 A [’N'E
H Hﬁr s NN (\/‘N < _N O
N - dad O OV A o
o N TR F o- O o

Supplementary Scheme 1: Synthesis of the AP linker library. a) General scheme for orthogonal synthesis reagents
and conditions: (a) R;NH, or R\NH,OH (5 eq), 2% acetic acid in THF, rt, 1 hr, followed by NaB(OAc);H (7 eq), t,
12 hr. (b) Building block II (4 eq) in THF 60°C, 1hr, DIEA. (d) R,R;’NH, DIEA, NMP:n-BuOH=1:1, 120°C, 3 hr.
(e) 10% TFA in dichloromethane, 30 min. b) Linker ¢) Amines and amino alcohols used for construction of
building blocks I and d) Amines used for construction of building blocks III.

199x266mm (300 x 300 DPI)



