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BMS-1166 & —F# 21 PD-1/PD-L1 4y ia £ s dibil7i. BMS-1166 5% PD-L1 —RAHH

Description W5 PD-1 [IAHLLAEN, IC50 Jy 1.4nM. BMS-1166 f%#T PD-1/PD-L1 k& Sl T 4035
A ENE IR
IC50 & Target IC50: 1.4 nM (PD-1/PD-L1 interaction)[1].
Cell Line Type Value Description
Antiproliferative activity against mouse B16-F10 cells
B16-F10 DCso 0.39 uM
assessed as reduction in cell growth
Growth inhibition of CHO cells expressing PDL-1/TCRa
CHO Glso >30 uM incubated for 24 hrs by Cell Titer-Glo luminescent cell
viability assay
Growth inhibition of CHO cells expressing PDL-1/TCRa
measured after 24 hrs co-culturing with human Jurkat cells
CHO Glso >30 uM
expressing PD-1/NFAT-Luc in presence of compound by
Cell Titer-Glo luminescent cell viability assay
Cellular Effect Antiproliferative activity against mouse CT26 cells assessed
CT26 DCso 0.35 uM
as reduction in cell viability
Inhibition of interaction of human PD-1 expressed in Jurkat
T cells co-transfected with NFAT response element/human
PD-L1 expressed in CHO-K1 cells co-expressing cell
Jurkat ECso 1578 nM surface protein and TCR ligand preincubated with CHO-K1
cells followed by Jurkat cell addition and measured after 6
hrs by Bio-Glo reagent based luminescence microplate
reader analysis
Cytotoxicity against human Jurkat T cells assessed as
Jurkat 1Cso 0.1 nM
reduction in cell viability
BMS-1166 & — MR PD-1/PD-L1 A ILAR MG, 7ESIARI (0] 73 #5645 A sl 1C50
N L4nM[1].
In Vitro .
BMS-1166 AI##T PD-1/PD-L1 HEi 7 ikt T A0S AL bl fE . BMS-1166 LA & it
PER 77 A ER sPD-L1 XA A0 (EC) RIS HIE I [2].
1 B S
Solvent&Solubility DMSO MR : 125 mg/mL (194.97 mM; 75 BIA; WIRHT DMSO X 7™ i (R4 il B2 A 2 35 52

e, A A#ETTE ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 1.5598 mL 7.7990 mL 15.5979 mL
Stock Solutions 5mM 0.3120 mL 1.5598 mL 3.1196 mL
10 mM 0.1560 mL 0.7799 mL 1.5598 mL
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il % B R A7 J7 SUABIPR : -80°C, 6 months; -20°C, 1 month. -80°C f§ {76, 54 6 > H Pflifll, -20°C
fiBfEit, EAE 1 AN A AL .

YL

TEIRAR IR SEsRsh P ASs 24575 X IR 2 VA IR T &

VLNV 7 B Se % R In Vitro 75 SUBLHITEE R0 BRI I Bh 7 77«

— NP SERG A RN, B IR AT ARIE A 0, 3& S OR A PRI SEER I LR, &
WESLHIES, 2R,

[ S R T AN (N S = RE A i VN T 2 73T G R AN A O EC G DU s el s B/ TR/ i
LG, AT LOE AR/ B8 7 1 7 BN

E S

R FA IR 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: >2.08 mg/mL (3.24 mM); ¥R

BT RT3 > 2.08 mg/mL CHRIERAD IR THIE .

U 1mL TARRCAH], B 100 pL 20.8 mg/mL 7T DMSO & W% 400 uL PEG300 1, iR&
151, Hi B ARSI 50 uL Tween-80, JRA A RIGHAEEIIN 450 uL AFHK EHE 1

mL.

AEFRER KT 4 0.9 g FALEN, M T ddH.0 HEAE 100 mL, AT LIS EIEHE I IR ER K
L

e

IR IR R 10% DMSO  —  90% (20% SBE-B-CD in Saline)

Solubility: >2.08 mg/mL (3.24 mM); #HE R

BT RT3 > 2.08 mg/mL CHRIEERAND IR HIETR .

PL I mL TAEBCAE], HC 100 uL 20.8 mg/mL f{7EH DMSO fig & InE] 900 uL 20% [ SBE-B-CD
AEFEAOKIEIR T, IREBIN .

2 g SBE-B-CD U T 5k B-FRMIE) MAEAE T 10 mL A K, SEARMEREEN.
FR =

WK P IAA ). 10% DMSO  —  90% Corn Oil

Solubility: > 2.08 mg/mL (3.24 mM); V& A

SET7 %A 348 > 2.08 mg/mL CHLRIEERAD MRE WL BET7 22 S208 FICE AN BB M 3h ¥ seie iy

I
PL1mL TAEBCAH], HU 100 pL 20.8 mg/mL [T DMSO ff#&HINE] 900 uL T, A
o
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2017 Jul 13;60(13):5857-5867.

[2]. Skalniak L, et al. Small-molecule inhibitors of PD-1/PD-L1 immune checkpoint alleviate the

PD-L1-induced exhaustion of T-cells. Oncotarget. 2017 Aug 7;8(42):72167-72181.

SRR BRI R -
AL 7 LN R VA o B VAR B PR G VAR RC R R 3 0. — ELEC RV, 0 e ORAT, B G SRS VAR R S P 7= i R
ik & T A7 75 SRR . -80° C, 6 months; -20° C, 1 month., -80° C f#f7HF, 17E 6 N WM, 20° C fE7ER:, H1E
1A H AR



http://www.shyuanye.com

iR 0T

AR A AR R A ]

Shanghai yuanye Bio-Technology Co., Ltd
HLiE: 021-61312973

P4ik:  www.shyuanye.com
M34H: shyysw@sina.com

1EH: 021-55068248

AT FE 1 mg 5 mg 10 mg 25 mg
WAUAER

W
1 mM 1.5598 mL 7.7990 mL 15.5979 mL 38.9949 mL
5mM 0.3120 mL 1.5598 mL 3.1196 mL 7.7990 mL
10 mM 0.1560 mL 0.7799 mL 1.5598 mL 3.8995 mL
15 mM 0.1040 mL 0.5199 mL 1.0399 mL 2.5997 mL
20 mM 0.0780 mL 0.3899 mL 0.7799 mL 1.9497 mL
25 mM 0.0624 mL 0.3120 mL 0.6239 mL 1.5598 mL

DMSO

30 mM 0.0520 mL 0.2600 mL 0.5199 mL 1.2998 mL
40 mM 0.0390 mL 0.1950 mL 0.3899 mL 0.9749 mL
50 mM 0.0312 mL 0.1560 mL 0.3120 mL 0.7799 mL
60 mM 0.0260 mL 0.1300 mL 0.2600 mL 0.6499 mL
80 mM 0.0195 mL 0.0975 mL 0.1950 mL 0.4874 mL
100 mM 0.0156 mL 0.0780 mL 0.1560 mL 0.3899 mL
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