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Elacridar (GF120918) ; K viirik; GWO918

P MB7522

JREFRAE: >98%, P BE & [ 307
AR . 20MG; 100MG
FEER: solid
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HARER
N C34H33N305
DR 563. 64
H
CAS No. 143664-11-3 |
i ge=-2Ls -20°C, BRI T4 ] ‘ O U@ -
0
DMSO 8 mg/mL warmed (14.19 mM) A I |

W

Water Insoluble
(25° ©)

Ethanol Insoluble
EREI | AR TNER, WREEDMRK, TheammHmm.
FoAb st NT BRI T R, 5 SLI R E— I F B AE.

f&i/~: Elacridar & —FE R P-¥EEHE (P-glycoprotein) A1 BCRP  HIFIHIF.
M4 WKWAris 5 GF120918; GW0918; GG918; GW120918; 4-Acridinecarboxamide,
N-[4-[2-(3, 4-dihydro—6, 7-dimethoxy-2 (1H) -isoquinolinyl) ethyl]phenyl]-9, 10—

dihydro—5-methoxy—9-oxo
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TEMRPE: weeeeeeeeeeees DMSO 8 mg/mL warmed (14.19 mM); Water Insoluble; Ethanol Insoluble

on IR ITTTIRrs >98Y%

fEAESAE: —20°C, TR I 2 P A

A iE

7 i Ak Elacridar (GF120918) j&—Fh A %(f¥ P-gp  (MDR-1) F1 BCRP #ii7.

[ A P-gp BCRP
Elacridar #if|[3H]azidopine Xt P ¥# &5 H AIARIC, TC50 fH N 0. 16 uM. 7E Caki—1 F1 ACHN 4H ity

RAMTE 5 W, elacridar (2.5 uM) REFEMEIMMAK . Elacridar AEUEIIH] P FEE A 0ETE. Elacridar
I sunitinib MBS FH &2 2 B ABC TEZKHE B 43+ 2 (ABCG2) 7 786-0 4UA+ 1R IA
(EEFAETUNR A, elacridar (100 25/ T3, MEREES) Al crizotinib HRECA A2, 900
ML AR LA crizotinib BIMREE, M crizotinib BIKM-IMH HAE, 5 Abebla/1b; Abcg2-/-

P VNERAR KSR . 7R S AR O IR R R L 0 B B AU, elacridar ErAKES (2.5 =50/

50) , BEREEST (100 Z 5/ 50) MO AR (100 =5 /T 5%) Ja, KE-1% o 4 &80 Kp, KD
3 0.82,  0.43 F1 4.31. 7E Mrp4 (=/-) HEUNR A, elacridar 785 P HEE AN-FH
topotecan #51z, {HEXF Berpl /-5 I IZMH| R A R
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MB5462 Tariquidar, XR-9576

MB4259 Zosuquidar (LY335979) 3HC1

P& Rt R, TN T T, AR, AT AR AR Elacridar & —Fh

BRI P-¥ESE ™ (P-glycoprotein) HI BCRP  [ridmishi ), B FH T4 408 0 FHAFF 9256 o
TR E
f " g

) b 1 mg 5 mg 10 mg

WRE
1 mM 1. 7742 nL 8. 8709 mL 17. 7418 nL
5 mM 0. 3548 mL 1.7742 mL 3.5484 mL
10 mM 0.1774 mL 0.8871 mL 1. 7742 nL
50 mM 0. 0355 mL 0.1774 mL 0. 3548 mL

LM HERAE (RS

Al S

P-gp SRR U AR :

10 WO ARARCH RS (RAR 0.4 =5/2ZTh) &0 MAZE] 96 fLtkh. R4 5 #ot
GF120918. #R7E 25°C FiEJasd% 25 4r4h. BALIN 5 MFHMARICHY azidopine (1.8 TBq/mmol) (0. §
uM in HCT 0.2 mM). 25°C R#EHEFR 25 e, FIE GRS UV EAMT B S iRd%f,
0°CF, 254 nm JEREREM 2 0Bhe b e Bat R B 5 R I Tt M oA R K 1) L Ao 2 e VRV AR A
(EAINH . 7. SRR BB I 7 B 5, BEIRZ VOO, BOGR 86 3 K. M Camag
VHEE RS T BT T B

L S

Cell lines: ACHN, Caki-1, 786-0, F1 MCF-7 4iff

Concentrations: ~ 5 mM

Incubation Time: 48 /N

[Method: L3000 A2/ FL I 55 B B 22 96 FLAR o B 9% 24 /NN, I BIR BRI elacridan
INZESLF . K557 48 /AN R, A FE ), MTT A IUZH ARG PE . X RRZH 40 B4 (1% DMSO) 4b
. RAREH G, LR IR, DO T R R VA AR AE DMSO (100 Tt/ FL) Hh o AL IR BEFE 540)
nm NIE, P 650 nm S LK, #E multiskan JX BERRAC SR EOCEOE . A0S TR DG RRZLE I )
paamn =

Eh Lt

Animal Models: MEPEEFA-AY, Abcbla/1b-/-34, Abcg2 —/-32 Fl Abcbla/1b; Abcg?2
Formulation: DMSOJE&Y), HiILZLELEE 80, 4 EE, AI/K(1.8:1.17:6.03:1, v/v/v/v)
Dosages: 100 275/ 7

[Administration: AR

[EE]
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L 7= de: B G S AN EE H T, DO EIREE . AR R 3 T /8 S 800 005 (7= iR
B AEERER A TR, AR IRHE S RATE AR B, HARMAE S MOE SRR . TR REE, KR
R, 154550 ERT A B, @ Parafilm B DB, FEAcBEARR GG A7 A AHE o W SR B IR K, i 7= i
ARAW, FVEEFIGL, LA s &E .
2 & R O AR e e 2, ISR BRI 7 . @S, A
G, MM TR R DMSO, ik & & e S E T2 T 80 BIREEAE, — M IR EfA7E 3-6 I H
PAbo FEMEFHAT, PR OEATRRE . B S il A S VR A

3 YNARRE TR LAEMHI & EARIE NN EEMTH IR, Rk & el B I RO B AR T Ko
AP RERGE RN, BT UM KRR Can PBS) Rl , mIRESHT i ie,  wId i e 4 ok B v i, A
SN AE RS . W DMSO PRI, T RA R DMSO 5 2848 FH IR <0. 3%, LA G L 251k

K7, BATEBGE 0. 220M BT 38 77 2NBR I, 1B ZR AR, WHEBE B K TR, TSRk
EYEE, HEEBINHEN S ER R
A ENEIIRR N TR Z AR IRVETER), S Seat TAEMECHI I, P RESs 7 BN — L2 F Akl
TERNBOIET, ki, CMC-NA, Hih&%, BARTER AR RE . ifE ] DMSO, T #ifR DMSO [ £ ik
JE<B%, LB BRI o (AT IE, RIS HE TR

YRR TS SR R

i 14 = (KG) RREA M2)  Km R
i 12 0.6 20
¥ 10 0.5 20
3 3 0. 24 12
£ 1.8 0. 15 12
liZ8= 0. 4 0. 05 3
NG 0.15 0. 025 6
6 B 0. 08 0. 02 5
/I B, 0. 02 0. 007 3

2 A (ng/ke) =507 B (mg/ke) X Zh¥ B ) Km %L/ 200 A ¥ Km 4L

5 KT BI SRR S B

RN fhJE, T RN B S B SE B, IR BRI AT . X TR 2 R i, R AR T 500MG Y,
FATH) RIES R RS BR RN, T BT R e s R B B, AT S BT A B
T L, RIS AZATIT ST, RIEARERRIAT, S RUTRERE . 0T, R RAE 200 B
ATHIERS L, B RS IAA, AT S8E G 40 2K o

PR R B R IR, E T Ve E AR TR IR, B

b7~ H i % 22 0 Bl
1-20MG 0. 1MG
50-500MG MG
D16 3-5MG

Nt ARBEERCEIAR T, R SLR ™ R AR AN, R L2 G 2R R T A R ORGP 7 B B P
B —)R, R AR AR . BT DUIASRE VAT (ZIRERAE T I e ol 7 7 v i 2 e 4
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