KEECEVRABRAE

Dahian Meilun Biotechnology Co., Lid.

@, meilunbio’ mEA HHEmE

www.meilune.com

Lonafarnib (SCH-66336)
7 g 5. MB3581
iR E: >98%,BR
AR : B5mg
Pz solid

EAEE
SFR C27H31Br2CIN402
o 638.82
CAS No. 193275-84-2
Fra 20C, BB TR .
H20 : Insoluble e
TR
(25°C) DMSO: 127 mg/mL (198.80 mM)
Ethanol: 127 mg/mL (198.80 mM)
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féiifr: Lonafarnib j& —#f O RAYH 24K FPTase #1#7%), {EH T H-ras, K-ras-4B fll N-ras, JC4iAit
6 1C50 2358 1.9 nM, 5.2 nM #11 2.8 nM. Phase 3.
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R H20 : Insoluble; Ethanol: 127 mg/mL (198.80 mM); DMSO: 127 mg/mL
(198.80 mM)

TR >98%

BETRRE: -20°C, BLRTEES T g
EYrEE

Lonafarnib #&—Ff AR AE Y0 20 FPTase #1151, {EFF H-ras, K-ras-4B fl N-ras, JC4i
M58 1 1C50 23515 1.9 nM, 5.2 nM #1 2.8 nM. Phase 3.

iR
H-ras (Cell-free assay)  N-ras (Cell-free assay) K-ras-4B (Cell-free assay)
IC50 & Target
1.9nM 2.8 nM 5.2 nM

SCH66336 £ 0.1 uM F| 8 uM ¥4 FE 3t [l 3 T 4] S 0 A0 200 0 4tk 40 s (HNSCC) A= KA 2
&4 JEATS, )RR B R A AR i . SCHE6336 (8 uM)TT7E SqCC/Y 1 4 i o 1) 2 1 38k

fitg B/AKt Vi 14 A B8 10 Akt 85 R V)0 IR A BE S (GSKD - 3B, & X AT F1 BAD.

SCH66336 %I % 41 Jis % A Hi 5 /E F1, 1C 50 3t FE A 0.6 uM % 32.3 uM ; Lonafarnib % &
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CCAAT /IR T4 & E AR & A (CHOP) Rt DR5 Ji 5 T I F S, Wik S
CHOP i1 i\) DR5 £ Lonafarnib (< 10 uM) 7] i caspase - 8 Jz H i (1) 2 bt &= 82 &
FRE, MITEES H1792 4074 T-. Lonafarnib (5 uM)R] 441 DR5 (14 i 3 2> A, 16 5 JiHoRg
IICR FAHGE T S I 21 H1792 AR T,

Cell lines: UMSCC10B, UMSCC14B, UMSCC17B, UMSCC22B, 1 UMSCC35, UMSCC38
)il

Concentrations: 0.1 yM - 8 yM

Incubation Time: 24 /Nif

Method: 4T 96 FLIRH, /58253 5 K, RILHIERIAEE . 24 /M5, FAARFWRE
SCH66336 4 4Hifl. SCH66336 &R DMSO. X IR ZH 41 i [ & ) DMSO 43, 5K
J& F SRB A RS R . A KIMHE A 0 b B ARy KM T 4 b= (1-/AVAC)

x100, At F1 Ac 73R Sz ue 2 AN X R ZH (MRS . 1C 50 {8 B 7 I s il 46 o

(Only for Reference)

Animal Models: 612 J&#& NOD/SCID /)N i
Formulation: 20% (w/v) HPBCD
Dosages: 50 mg/kg

Administration: 11l
(Only for Reference)

SRS W HERE (2 AR SKHE R 7 B B IR)

MB1149 Meclofenoxate HCI
MB4245 FTI1 277 HCI
MB4304 FK866 (APO866)

AL ERAETE: R IERCE: QAR AR, T PSR, B A R AT, (7E 45-60°C
TAKHD o BARRGEMERIE R D, R BCECELE, ndEeEfE, @i -20°C1-3 ;5 -80°C 3-6 H .

ik DMSO B =
K 1 mg 5mg 10 mg
WREE = q

1 mM 1.5654 mL 7.8269 mL 15.6539 mL
5 mM 0.3131 mL 1.5654 mL 3.1308 mL
10 mM 0.1565 mL 0.7827 mL 1.5654 mL
50 mM 0.0313 mL 0.1565 mL 0.3131 mL
[E=]

ok FE] i oNAR RS, AT AN IR, TR ATIIUAC R, BREAJRANE, SS SR .

ol i R A AL RESR I M5 2, A PRIEIT IR BUE B AORUEE, UL EEHE S5 St st 2 H o
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1M g BIREIRE BIFAE A Ol T8, BV OE. BEMBAER R RSB B E R
AR ISR R A DR, TR T S BA T IRACR I B, BRI S E SRR . T IT S,
KIIRAERI R, 15 55 06 BB 3 B, 2 Parafilm d5f 15, IF 3% ARR G A 26 HE T dn RBCE R TRl K,
FEIL P A O, RS, DU s .

2 fERW A ORI oY A e B, IR R M 7 e bl &b, 151k
FIEWE ], ARG IR L L DMSO, %l # e lUn i T%F T 80 fIRIEMAE, — Ml IR EAFAE
3-6 AU L. FEMAITNT, PO AT R o T S ol 2R S R

3 MR LA AR D N E LW T SRL, MRl s B A R E TR BTk
WA E IR IRIEVER, FTUMEF KR Cn PBS) #BERS, W RES AT I, wl il e 75 1 i 4 7

WiEi, AT SEE AR, A DMSO 1R, 16tk DMSO fie 44 K 2 <0.3%, L 5o 40 5
.

K J7, BATEBOEL 0.22UM RS yig 77 AR T, 2RSS, B ReiE s KE a0, B2
N EENE, SRR S BRI .

A RABIMERNA: BT REZUEWRIREIER, S0 Sie TIERARCH K0S, TR T ZEMA L2
FORHENBIVER, ki, CMC-NA, &, HAARRE% P &AMk E . WfEH] DMSO, i
& DMSO IR <5%, LA R PEAE I . ah 2RI BTTHIH %, TS H TR
NIRRT AR SRR B R

Vi RE(KG)  |ARIHA(M2)  [Km R
A 12 0.6 20

i 10 0.5 20

U3 3 0.24 12

% 1.8 0.15 12

lizg: 0.4 0.05 B

N 0.15 0.025 6

0 B, 0.08 0.02 5

N 0.02 0.007 3

i A(mglkg)=311 B(mg/kg) X zh# B ¥ Km REU30) A (11 Km &%
5 &TF 7= i B 3 A3 R I

TRUCEN = b5, 15 S AR m R e B, IR B AT A . XN TR Z B S, BT
500MG f, FATH AR R IEECRE B . b s BT R s i R B B, AT S U™
MR E R o T b, XIS AZ AT 7, R IEACERRNIT, RIS R o Tk
Pk, FTLATE 200 B/ AR G, B RICERIR, AT S ik .

PR R R AT IR, AR T IV A R TR IR, A R

71~ 2 B i R
1-20MG 0.1MG
50-500MG MG
>1G 3-5MG
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