
10 -9 10-8 10 -7

0

50

100

CAL101_IC50

CAL-101 (M)

%
a

c
ti

v
it

y

400.0 µM ATP

300 µM ATP

200 µM ATP

150 µM ATP

100 µM ATP

50 µM ATP

25 µM ATP

12.5 µM ATP

     IC50

400.0 µM ATP

2.515e-008

300 µM ATP

2.285e-008

200 µM ATP

1.343e-008

150 µM ATP

9.878e-009

100 µM ATP

1.163e-008

50 µM ATP

1.019e-008

25 µM ATP

1.031e-008

12.5 µM ATP

1.011e-008

10 -8 10-7 10-6

0

50

100

IOA-244_IC50

IOA-244 (M)

%
a

c
ti

v
it

y

300.0 µM ATP

250 µM ATP

200 µM ATP

150 µM ATP

100 µM ATP

50 µM ATP

25 µM ATP

12.5 µM ATP

     IC50

300.0 µM ATP

9.449e-008

250 µM ATP

1.635e-007

200 µM ATP

5.782e-008

150 µM ATP

4.956e-008

100 µM ATP

5.649e-008

50 µM ATP

6.420e-008

25 µM ATP

1.310e-007

12.5 µM ATP

1.885e-007

A

B

C
Roginolisib

PI3Kd
PI3Ka
Vps34
PI3Kb

Idelalisib

PI3Kb
PI3Kd
PI3Kg
PIK3C2B
Vps34
PI3Ka

GS-563117

MAP3K1
SLK
Vps34
PI3Kb
PI3Kd

Umbralisib

PIP4K2C
PIP5K3
PIK3C2B
PI3Kd

Copanlisib

PIK3C2B
PI3Kg
SMG1
ATM
JAK1
Vps34
SMG
DNAPK
PI4KA
FRAP

PI3Kb
PI3Ka
PI3Kd

Supplementary figure 1: (A-B) IC50 of Idelalisib (A) and IOA-244 (B) derived from the ATP
competition assay shown in Figure 1C and 1D respectively. (C)  Representation of the
selectivity of the represented PI3Kd inhibitors and Idelalisib main metabolite GS-563117 using
partition index based on IC50 values in Jurkat cell lysate as measured by KiNativ assay.
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