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Description
fEFI/E Hsp90a [ 1000 fiF.
GRP9%4
IC50 & Target|[1]
2 nM (IC50)
Grp94 Inhibitor-1 (1-5 wM; 36 /M) DARIEAH: 7 A% T Pancl U EEEGER a2
BER oL WRTEREKF(1].
Western Blot Analysis[1]
In Vitro Cell Line: Pancl cells
Concentration: 1 uM; 2.5 uM; 5 uM
Incubation Time: 36 hours
Result: Decreased integrin {41 2 and integrin {4 L protein expression.
Grp94 Inhibitor-1 (B NV, REHPUYG BEEHZ 10 mgkg B 30 mg/ke: 71 8 K) ARk
BREE i, BRI ShIR L (DA War. ‘BEREdR s LS M) TNFa Rl IL-6
KT, FHRERRLE AL PN pes Kk, JHZAE 30 mgkg FEA[1].
In Vivo Animal Model: C57BL/6 mice (male, 20-22 g)[1]
Dosage: 10 mg/kg or 30 mg/kg
Administration: Intraperitoneal injection,qid.; coadminbistration 10 mg/kg or 30 mg/kg
Result: Decreased disease activity index (DAI) scores in UC mices.
A ST

Solvent&Solubility DMSO KIS : 250 mg/mL (709.28 mM; i A BVA; WG DMSO X 7™ i (¥ 7 7 B A7 55 35 5
e, 5 AETTE ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.8371 mL 14.1856 mL 28.3712 mL
Stock Solutions 5mM 0.5674 mL 2.8371 mL 5.6742 mL
10 mM 0.2837 mL 1.4186 mL 2.8371 mL

AR AN [ A ) o RV R B I PR E A L A — ELRCRRAT, BRI, B
S5 ST VR R I i R R

it I A7 77 AR -80°C, 2 years; -20°C, 1 year. -80°C ff7FIN, W5fE 2 FAME,  -20°C ik
TN, AE 1L ENREA .
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TEARE R SR AL 27 A SRR M MR T &

PR VAR J7 AR5 e 4% In Vitro J7 ZURCHIETE A4 AT, PR VOB I B 70
——NPRIESL IR R TR, S ARG BT DURIE R AR5 1R, G2 ORAT s R SR TR, 2
WESLHIE, 2R,

AR VAR I 78 ) 43 b FR A R (R 2B P AR AR Ll eI R vh M ITTE T
PG, AT LB AR/l S (6 7 2B

VE S

R FA AT 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
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Solubility: = 2.08 mg/mL (5.90 mM); ¥ 5V

7R = 2.08 mg/mL CHEATRERAD HIMIE A

P ImL TAEM 9B, EL 100 »L20.8 mg/mL f¥#iE DMSO fis£&#ns 400 wLPEG300 #, &
G5 R RPIAN 50 1w L Tween-80, BEIA: SFHHALIMAN 450 wL AFEK &

A% 1mL.

AEFERK I E]: K 0.9 g EALEN, T ddH. O HUEZRZE 100 mL, AJ LSS P5 & I 14 20k
Ko

TE =

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

Solubility: = 2.08 mg/mL (5.90 mM); ¥ iE VAR

TR = 2.08 mg/mL CHEATRERAD HIME A

L 1mL TAEWCHE], B 100 1L 20.8 mg/mL K DMSO f#i##in% 900 wL20% [ SBE-B
-CD AFEHAKEW T, BEHA.

2 g SBE-B-CD (FT Mk B-HWKE) BMAEAET 10mL EMEKS, SEBMEEHTEN.
HE =

TR FA IR AT 10% DMSO  —  90% Corn Oil

Solubility: = 2.08 mg/mL (5.90 mM); ¥ & A K

SEJ7 ARG = 2.08 mg/mL CHURIEEARSED BB, M7 R8I MIE A A UL i sh sk
AL o

P ImL TAEM 9B, BC 100 v L 20.8 mg/mL ¥ DMSO f§#3ME] 900 wL F ki, BE
B5.

[1]. Jiang F, et al. Discovery of a Potent Grp94 Selective Inhibitor with Anti-Inflammatory Efficacy in a

BEXER Mouse Model of Ulcerative Colitis. J Med Chem. 2018 Nov 8;61(21):9513-9533.
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ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 2.8371 mL 14.1856 mL 28.3712 mL 70.9280 mL
S mM 0.5674 mL 2.8371 mL 5.6742 mL 14.1856 mL
10 mM 0.2837 mL 1.4186 mL 2.8371 mL 7.0928 mL
15 mM 0.1891 mL 0.9457 mL 1.8914 mL 4.7285 mL
DMSO
20 mM 0.1419 mL 0.7093 mL 1.4186 mL 3.5464 mL
25 mM 0.1135 mL 0.5674 mL 1.1348 mL 2.8371 mL
30 mM 0.0946 mL 0.4729 mL 0.9457 mL 2.3643 mL
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40 mM 0.0709 mL 0.3546 mL 0.7093 mL 1.7732 mL
50 mM 0.0567 mL 0.2837 mL 0.5674 mL 1.4186 mL
60 mM 0.0473 mL 0.2364 mL 0.4729 mL 1.1821 mL
80 mM 0.0355 mL 0.1773 mL 0.3546 mL 0.8866 mL
100 mM 0.0284 mL 0.1419 mL 0.2837 mL 0.7093 mL
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