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Luminespib (VER-52296) J&H 241¥ HSPOO 5, #0H] HSP90 a FI HSP90B ff) 1C50 433

Description
7y 7.8 1 21 nM.
HSP90a HSP90B GRP9%4 TRAP-1
IC50 & Target[1]
7.8 1M (ICso) 21 nM (leo) 535 nM (leo) 85 nM (ICso)
Cell Line | Type Value Description
A2780 ICso 0.001 uM Antiproliferative activity against human A2780 cells after 72 hrs
Antiproliferative activity against human A549 cells measured
A549 Glso 0.01 uM
after 48 hrs by SRB assay
Growth inhibition of human A549 cells after 72 hrs by SRB
A549 Glso 0.026 uM
assay
Antiproliferative activity against human A549 cells assessed as
A549 1Cso 39 nM
reduction in cell viability after 72 hrs by SRB assay
Antiproliferative activity against human A549 cells after 72 hrs
A549 1Cso 60 nM
by SRB assay
Induction of Her2 degradation in human BT474 cells assessed as
BT-474 1Cso 0.01 uM
inhibition of signal by immunocytochemistry
Antiproliferative activity against human BT474 cells after 72 hrs
BT-474 ICso 14 nM
by SRB assay
CAPAN- Antiproliferative activity against human Capanl cells assessed as
ICso 657 nM
1 reduction in cell viability after 72 hrs by SRB assay
DU-145 Glso 0.005 uM Growth inhibition of human DU145 cells by SRB assay
Cellular Effect

Antiproliferative activity against human DU145 cells after 72 hrs
DU-145 ICso 21 nM
by SRB assay

Antiproliferative activity against human EBCI1 cells after 72 hrs
EBC—] leo 13 nM
by SRB assay

Cytotoxicity against Huntington's disease patient derived
Fibroblast | CCso 0.008 uM
fibroblasts after 48 hrs by CellTiter Glo assay

Cytotoxicity against gefitinib-resistant human HCC827 cells
HCC827 ICso 7 nM
assessed as inhibition of cell proliferation by MTS assay

Growth inhibition of human HCT116 cells after 24 hrs by SRB
HCT-116 | Glso 0.016 uM
assay

Antiproliferative activity against human HCT116 cells assessed

HCT-116 | ICso 121 nM

as reduction in cell viability after 72 hrs by SRB assay

Antiproliferative activity against human HCT116 cells after 72
HCT-116 | ICso 16 nM

hrs by SRB assay

Cytotoxicity agains human HL7702 cells assessed as reduction in
L02 1Cso 1364 nM

cell viability after 72 hrs by SRB assay

MDA-M ICso 21 nM Antiproliferative activity against human MDA-MB-231 cells



http://www.shyuanye.com

AR A AR R A ]
Shanghai yuanye Bio-Technology Co., Ltd

W= Hithi: 021-61312973  f4FL: 021-55068248
l ? M4k: www.shyuanye.com
In M34H: shyysw@sina.com

B-231 after 72 hrs by SRB assay

MIA Antiproliferative activity against human MIAPaCa2 cells
1Cso 38 nM

PaCa-2 assessed as reduction in cell viability after 72 hrs by SRB assay

NCI-H19 Antiproliferative activity against human NCI-H1975 cells
Glso 0.02 uM

75 measured after 48 hrs by SRB assay

NCI-H31 Antiproliferative activity against human NCI-H3122 cells after
1Cso 0.014 uM

22 72 hrs by SRB assay

NCI-H31 Antiproliferative activity against human NCI-H3122 cells after
1Cso 12.4 nM

22 72 hrs by SRB assay

NCI-H46 Cytotoxicity against human NCI-H460 cells assessed as growth
1Cso 0.0024 uM

0 inhibition after 72 hrs by sulforhodamine B assay

NCI-H46 Cytotoxicity against human NCI-H460 after 72 hrs by
ICso 0.0024 uM

0 sulforhodamine B assay

NCI-H46 Antiproliferative activity against human NCI-H460 cells
Glso 0.03 uM

0 measured after 48 hrs by SRB assay

NCI-H46 Cytotoxicity against human NCI-H460 cells assessed as growth
IC50 2.4nM

0 inhibition after 72 hrs by SRB assay

NCI-H46 Antiproliferative activity against human NCI-H460 cells after 72
IC50 23 nM

0 hrs by SRB assay

Antiproliferative activity against human NCI-N87 cells after 72
NCI-N87 ICso 83 nM
hrs by SRB assay

PC-3M Glso 0.006 uM Growth inhibition of human PC3M cells by SRB assay

SF-268 Glso 0.006 uM Growth inhibition of human SF268 cells by SRB assay

Displacement of GM-BODIPY from human full length HSP90
S9 1Cso 8 nM alpha expressed in baculovirus-infected Sf9 cells after 16 hrs by

fluorescence polarization assay

SK-MEL-
Glso 0.005 uM Growth inhibition of human SKMel28 cells by SRB assay
28
U-87MG
Glso 0.008 uM Growth inhibition of human U87MG cells by SRB assay
ATCC
U-87MG Antiproliferative activity against human U87MG cells after 72
1Cso 31 nM
ATCC hrs by SRB assay

Luminespib & —FPaR 3 FiE B HSPOO 4170, %I HSPOO B ] ICS0s {E A Kis {50y
21 + 16, 8.2 = 0.7nM, X HSP90a [J IC50s fHAI Kis {4357y 7.8 £ 1.8, 9.0 £ 5.0 nM.
Luminespib %I GRP94 I TRAP-1 KIS G, 1C50s {34 535 £ 51 M (Ki, 108 nM)
1 85 + 8nM (Ki, 53nM) . Luminespib X %% A\ ZS 0 40 it 3R 34 FEA S0HI/E R (2.3-49.6 nM),
B AN A WA T, SRR A ISR AN T % B (80 nM)[1]. Luminespib (100 nM) 3%
In Vitro & CD4OL JLF4E4M i S (0 e R AR STAT3 {5548 S04k, (EXH SR B4 (A iM% (CLL)
S B35 1 B0 . Luminespib (500 nM) 5 NSC 118218 B4 i bt i fi F AT ] —Fh 254 S 4
HOHbiE IR TR M 2, ST AR ET AR X Hsp9o a7 i 254 [2]. Luminespib i[5 i 4
M B AR SR 40 A EFH, 1C50 {525 10 nM.  Luminespib (10 nM) A1k EGFR (#1434 FIE f2 4=
KT (EGF) i SHBEGE, i PEC ERKThr202/Tyr204 [ N iR 1k K 5 W38 EGF {5 51%
. Luminespib (10 nM) AI{ESA RIFFAE EGF (4 (LT 0 35 B 1 e 40 Mt ) 388 12 28 (3]
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Luminespib (50 75 mg/kg, Mfsikit) S8l FoR A K, PSR 5 AR At i 2 o
O SRR E 2],

fnvive Luminespib (50 mg/kg//il, 3X25 mg/kg/JH) T35 AL L3.opl [BHRIE A AR/ B ZL b g 2
TS I B AR R R3]
1 H S
Solvent&Solubility DMSO HJHAME + > 62 mg/mL (133.18 mM; PRIE(¥T DMSO 7 b (7 AR A5 235 50, 15 0 F 3T

F£¥) DMSO)

* ">"means soluble, but saturation unknown

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1mM 2.1480 mL 10.7402 mL 21.4804 mL
Stock Solutions 5mM 0.4296 mL 2.1480 mL 4.2961 mL
10 mM 0.2148 mL 1.0740 mL 2.1480 mL

SRR S TE AR [ A 77 R KV AR R PR I I VARSI B 48 — ELRCHUOBTI, WA,
ST R IE R i R AR AR A T SURIRR . -80°C, 1 year; -20°C, 6 months. -80°C A7,
VEAE LAENE,  -20°C fEAEI, EFE 6 NG

UL/ B8

ARG SRS 277 20 PG M TR AT R

AR VR TT S S6 % B8 In Vitro 77 sURCHIVEE (65 490, FEAR VA I BIE 77

——RPRESEIO S R AT R, VI (68 &R T LARIB AR 40, &M IRAE s RS TR, &
WS BIRD, 4R M

DA VAU SR 1 T 4 LU R VA 7R 7 A TC ) 2B P A s B PR TR A b e BT L T
TG, W7 LOE I FAE /s 7 i) 7

FE

KA INEAER:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 2.5 mg/mL (5.37 mM); ¥&i& A

W7 RS >2.5 mg/mL GAFIEERED KB

PL1mL TAEBCAE], B 100 pL 25.0 mg/mL ¥ DMSO fifi&#in#| 400 uL PEG300 1, JBA
B8] I LR RPN 50 uL Tween-80, JRAH15]: SREHARSINA 450 pL B K EHE 1
mL,

A F K IECH]: K 0.9 g FALEY, AT ddH.0 FFEZRE 100 mL, wJ LTS B3 B 1 A 2 2K
WL

HE —

B FR IR ER:  10% DMSO  —  90% (20% SBE-B-CD in Saline)

Solubility: > 2.5 mg/mL (5.37 mM); ¥&i& A

W R > 2.5 mg/mL (RIERKD HEHHET.

PL1mL TAEGCAE], B 100 pL 25.0 mg/mL {77 DMSO fif & nE] 900 uL 20% [ SBE-B-CD
A EACOKIE T, BEHA.

2 ¢ SBE-B-CD (A T E:ft B-MMIk) MAKEAT 10mL HAEEKY, EEBMHRBIEEY.

TR =

KA I AER:  10% DMSO  —  90% Corn Oil

Solubility: > 2.5 mg/mL (5.37 mM); ¥&i& A

W7 R AR > 2.5 mg/mL GERIEERED MEREER, o7 Zsus e LA A L Lish i m
A .
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PL I mL TAEBCAE, B 100 uL 25.0 mg/mL [{7EF DMSO fig#&iinE] 900 uL Tk, JBEH

Solubility: > 2.5 mg/mL (5.37 mM); ¥ &

Ao

il

ERFRIMEFFEF: 5% DMSO —  40% PEG300 — 5% Tween-80 —  50% Saline
Solubility: > 2.5 mg/mL (5.37 mM); ¥ & &K

EEN

WK IR IR 5% DMSO  — 95% (20% SBE-B-CD in Saline)

ZHE

activated/proliferative phenotype. Leuk Lymphoma. 2012 Jul 9.

angiogenesis of pancreatic cancer. Anticancer Res. 2012 Jul;32(7):2551-61.
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[2]. Best OG, et al. Heat shock protein-90 inhibitor, NVP-AUY922, is effective in combination with NSC

118218 against chronic lymphocytic leukemia cells cultured on CD40L-stromal layer and inhibits their

[3]. Moser C, et al. Stoeltzing O.Targeting HSP90 by the novel inhibitor NVP-AUY922 reduces growth and

SEREAE BRI IR -
LA B R AR P OB MOV AT UNA i — ELRRARIATIG, VM SEARAE 3B S R SIS LA™ i

B AR AR T AR . -80°C, 1 year; -20°C, 6 months. -80°C i £, A 1 tE{HH,

-20°C fi#ifFiS, i 6 NN

fEH .
ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI

wE
1 mM 2.1480 mL 10.7402 mL 21.4804 mL 53.7011 mL
5 mM 0.4296 mL 2.1480 mL 4.2961 mL 10.7402 mL
10 mM 0.2148 mL 1.0740 mL 2.1480 mL 5.3701 mL
15 mM 0.1432 mL 0.7160 mL 1.4320 mL 3.5801 mL
20 mM 0.1074 mL 0.5370 mL 1.0740 mL 2.6851 mL
25 mM 0.0859 mL 0.4296 mL 0.8592 mL 2.1480 mL

DMSO

30 mM 0.0716 mL 0.3580 mL 0.7160 mL 1.7900 mL
40 mM 0.0537 mL 0.2685 mL 0.5370 mL 1.3425 mL
50 mM 0.0430 mL 0.2148 mL 0.4296 mL 1.0740 mL
60 mM 0.0358 mL 0.1790 mL 0.3580 mL 0.8950 mL
80 mM 0.0269 mL 0.1343 mL 0.2685 mL 0.6713 mL
100 mM 0.0215 mL 0.1074 mL 0.2148 mL 0.5370 mL
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