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Description

Fluzoparib (SHR3162) &—Ffif5 28 U RIG . PARPL #1551(1C50=1.46 +£0.72 nM), EA Lk
UM . Fluzoparib 1M INH|FIE HAE S (HR) SREAANM AT, HH0 HR BREE4H x40
M FE VIS PE S FHUK . Fluzoparib 7E44 P9 BA RIFHIZREN 134k, o T it 75

IC50 & Target[1]

PARP-1

1.46+0.72  nM (ICs0)

In Vitro

Fluzoparib (30 uM; 24 /N fEWRIEH M manner EXINT v H2AX KIZKF, BEE Tk
Z BRCA2 fJ V-C8 4iiJfe, & FH = BRCAI ) MDA-MB-436 #iJfd, {HX}H#A BRCA [
V-C8#13-5 M3 A R m[1].

Fluzoparib (10 wM; 24 /NP 3407 pCDKI1 A& E B /K, &¥ MDA-MB-436
M G2/M AT S 1]

Fluzoparib (10 1 M; 72 /N R EEAR PRSI0 T (R Co/E-3. -8 Al -9 [WALFE, 55T HR it
Z 1) MDA-MB-436 #iif k" G2/M FHIm AR T2 [1].

Fluzoparib %} HR P4 (k= BRCAL [ UWBI1.289. MDA-MB-436. = BRCA2 [
V-C8. #iffi BRCAL &5 (MX-1) f1 BRCAL HH AL (OVCAR-8) 4fiff)) HAFMITH, H 1C50
554 0.51 uM. 1.57 uM. 0.053 uM. 1.57 uM fl 1.43 uM. HR A4 (V-C8#13-5 FI
UWBI1.289 BRCA1) [#] 1C50 fE¥ >10 nM[1].

In Vivo

Fluzoparib (IR H 5 0.3+ 1 5% 3 mg/kg; HIHED EHH MDA-MB-436 4t Balb/cA #1E (5-6
JARS) I R AP Z5REN S SRR (IR T IREG 2)5, Fluzoparib SRS R, 7L BT 71 & /KT
N PR A ML T B Fluzoparib L2 BELE 2 /NI RS B i KM . AHELZ R, iR b
Fluzoparib K EELEL 24 5 24 /N PIATEERRAE /KT (il ol 0.3+ 1 R 3 mg/kg 7L T 57.9 ng/g, 39.3
ng/g il 85.6 ng/g) [1].

Fluzoparib ( FUIRVE R ; 30 mg/kg; 21 KD SARAMH] TR AR, 30 mg/kg I AIHMHI 2 59%

(F21 K, HARXHEH MDA-MB-436 (BRCAL R[4 L0 {4 6 it ol i 35 1 B R B (1]

Fluzoparib (3 mg/kg) SIEH. SEAZEFEBTIE R IUBeA R A (ORER : |FHPITR: 21 XD 5l
AL AN RS 5N 61.4%- 55.3%F1 72.8%.

Fluzoparib 51 2 245%4 8038 Fluzoparib. SAZEE 5 FTIHE B 1) 3 Z5BEA E AN 51 RS A K41
23500 84.9%F1 75.6% (35 21 K) . Fluzoparib 5 HATFIXUEFH LA & Fluzoparib MBS 1 # &
M= & SEUARE T, AR A W R L.

Solvent& Solubility

S L S
DMSO VA MRIE - 33.33 mg/mL (70.55 mM; A BA (<60° C); WM DMSO X 1= il [V i 1
HRERW, WA HAHFE Y DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 2.1169 mL 10.5843 mL 21.1685 mL
Stock Solutions 5 mM 0.4234 mL 2.1169 mL 4.2337 mL
10 mM 0.2117 mL 1.0584 mL 2.1169 mL

FEARAR P S LS RV P AR B R B A G VA IO A 48 0. — ELRR IR, 1 SR A7,
T R IR P R
BRI ARAE T RFIATR . -80°C, 6 months; -20°C, 1 month. -80°C f&fEI}, 54 6 N WA, -20°C
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fibfEit, AE 1 ASH PAEA .

YL

TEIRARIE R SEsRsh P ANSs 24575 A IR HRE 2 VA IR T

VANV 7 SR Se % ] In Vitro 75 SUBLHITEE R BRI I Bh 7 77«

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

[ S R T AN (P S = RE Y i VN T 2 78T G R VAN A O EC G DU s el s B/ TR/ i
G, AT LOE AR/ B8 7 1 7 BN

E S

K FA AT 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: >2.08 mg/mL (4.40 mM); V& %K

BT RT3 > 2.08 mg/mL CHRIERAD IR HIER

U 1mL TARRCAH], B 100 pL 20.8 mg/mL 7T DMSO & W% 400 uL PEG300 1, iR&
¥4y, B ERERATIA 50 uL Tween-80, VB EA]; ARG HEAEEMA 450 uL AEBEK EFBE 1
mL.

AEFRER KT 0.9 g FALEN, BT ddH.0 HEAE 100 mL, AT LIS EIVEHE I IR FEER K
a3

L -

EIRF AR 10% DMSO  —  90% Corn Oil

Solubility: >2.08 mg/mL (4.40 mM); ¥ iR

SET7 %A 3RS > 2.08 mg/mL CHLRIEERAD MRE WL BET7 22 S8 FWIAE AN 1 BB 3h W seie iy
TEREA .

PL 1 mL TAEBCAE], HC 100 uL 20.8 mg/mL f7EH DMSO fig & inE] 900 uL Tk, JBEH
5.
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(=4 N
SEEAE BRI R -
AR 7 i LE AN TRV 77 o B 7R A R 0 PR VA ARV E A1 i 5 — ELFCRRVB VL, 1 70 B ORAF, 3B G0 S S AR RS AR 7 i 2R
il S BRAT )7 ATHARR . -80° C, 6 months; -20° C, 1 month. -80° C fi#f7it, &7E 6 A MMM, -20° C ikfFM, 1HTE
1ASA R
ALIEVEF RE 1mg 5mg 10 mg 25 mg
B
WE
1 mM 2.1169 mL 10.5843 mL 21.1685 mL 52.9213 mL
5 mM 0.4234 mL 2.1169 mL 4.2337 mL 10.5843 mL
10 mM 0.2117 mL 1.0584 mL 2.1169 mL 5.2921 mL
DMSO
15 mM 0.1411 mL 0.7056 mL 14112 mL 3.5281 mL
20 mM 0.1058 mL 0.5292 mL 1.0584 mL 2.6461 mL
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25 mM 0.0847 mL 0.4234 mL 0.8467 mL 2.1169 mL
30 mM 0.0706 mL 0.3528 mL 0.7056 mL 1.7640 mL
40 mM 0.0529 mL 0.2646 mL 0.5292 mL 1.3230 mL
50 mM 0.0423 mL 0.2117 mL 0.4234 mL 1.0584 mL
60 mM 0.0353 mL 0.1764 mL 0.3528 mL 0.8820 mL
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