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L2 E Y, LA Sa T ARaeE MRS e sl i 2077 BT e i AR 2577
BIE7-3i =4 8

2 ARPERN EOR IR 25 &8, Horh BTk 2577 | sz (3R 0 FRREIR 2, «

3 ARIEACR ZOR sl 2 ik 25 &, Horh Bt R SE B Je sl H 24571 AT e s2 118k
2 A80mg -400mg , 140 480mg «90mg « 100mg  110mg « 120mg « 130mg « 140mg » 150mg « 160mg
170mg+180mg190mg.200mg.210mg220mg230mg-240mg250mg-260mg.270mg~280mg .
290mg . 300mg + 310mg . 320mg + 330mg » 340mg « 350mg » 360mg . 370mg » 380mg » 390mg £ 400mg .

4 ARIEACR ZR - 3E—Ti R M 2520 &, Hoh, Firidd RS e sl 247 | Tz
MER 125 /80mg  160mg « 240mg ik 320mg »

5 ARIEAUK EK 1 -ME—Ti R N 252l &, Ko Frd RS Je sl 2577 et
IR 2 im0 80mg o

6 ARTEAUH ZK 1 - E—Ti R N 25l &, Ko Frd RS Je sl 2577 e
ERI O 5 M 160mg o

T AR K1 - ME—T R N 25l &b, b Frd RS Je sl 2577 e
MIER 2 A 240mg

8 ARIEAUK EK L - THE—TB R N 252l &, Horh, BTk 29 eH S W0 ol sl ke 4
AIFAE A AL

9. MR ZOR SR 9 h &0, Horh  AE 2 AH S Wi — Azl ARSE &
Jesk H 252 F Rl ResZ b -4 10mg -400mg , 441404 10mg « 20mg « 30mg  40mg » 50mg « 60mg «
70mg80mg.90mg.100mg~110mg.120mg.130mg.140mg~150mg~160mg.170mg-180mg.190mg-
200mg210mg~220mg~230mg~240mg~250mg~260mg~270mg~280mg~290mg.300mg310mg
320mg+330mg+ 340mg « 350mg « 360mg  370mg - 380mg » 390mg =k 400mg .

10 ARSEACR DR 8k IRk () 25 & W, Horh A8 25 S Pt — B Azl R
FH e EIL 25 b He 2 R I B i 9 20mg - 320mg .

L1 ARSEAUR] 2K 8- 104 — TRk i 29 eH &4, Hob, 18 2520 S Wit g — B A ol 741
W IRSERR e Bl 2577 1 RISz 1R 0 2 04 20mg L 40mg . 80mg + 160mg « 240mg 5320mg -

12 ARGEAUR] K 8- 1 E— TRk i 29 eH &%, Hop, 1r 2520 S i g — B A il 74
W IR e Bl 2577 | RISz R R i 2 40mg

13 ARIEACR ZK 1 - 124 — TR R I 29 &0, Horp, dE— 2 5 2 D — e 7T
7l

14 ARYEACR EZOR L3RR ) 25 &%, Horp, ik e HAST 2ot R R 4
IR 258 DR 2GRN o BB T T 2980 o

15 5B AR MRS e 8 2577 LIRSz (N ER AR I 2527 1 AT RS2 i ik
25 S5 T8 8067 R/ sk 1B FHEGFRAME 205 N AL AN-S 18R 1 254 h i) H

o

16 ARFERUMEOR IR 1 FHi3 , Prik 2527 1 Fesz (3R 0 FHREIR 2, .

17 AR EOR 155 16T R 1 ik, Horb, Frik 29 S ARSER Je sl L 2577 1]
P22 1 ER 1195 5~ 80mg - 400mg , 141 405 80mg . 90mg . 100mg + 110mg . 120mg + 130mg + 140mg
150mg.160mg-170mg.180mg.190mg.200mg.210mg.220mg.230mg240mg+250mg.260mg

2
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270mg - 280mg~290mg+300mg - 310mg - 320mg 330mg~ 340mg - 350mg » 360mg + 370mg + 380mg ~ 390mg
5400mg .

18 ARIEAUH ZOR 16 - L TAE—T Rk (1 FHadk , B, Pk 25 S IR S e sl 25
7 b ATEESZ IR 5 5t 80mg « 160mg  240mg 5 320mg .

19 ARFEAH ZOR 15 - 18—k (1 FHlad , B, prik 25 SRS e sl 25
7 AR R N 80mg .

20 ARIEAF R 15 - 18— Frk 19 FH i , Horh, frdk 25 S RS Je sl B 24
A R ) N 160mg .

21 ARIEAR R 15 - 18— Frk 9 FH i , Horh, ik 25WEH S RS Je sl B 24
A R ) B N 240mg .

22 FARIEAUR K 15 - 21— B pfr ik i FH i , Forb, ok 259 R S DL 71 sl 2 e 4
AIFAE A AE

23 ARMEACH ZR 220 iR (¥ i, Forb , AR B — B Az il (R SE Y e sl L 247 B mT e
ZHIER A 10mg -400mg , 41404 10mg  20mg « 30mg  40mg « 50mg  60mg « 70mg + 80mg » 90mg
100mg.110mg~120mg.130mg.140mg.150mg.160mg.170mg.180mg-190mg.200mg.210mg .
220mg~230mg+240mg~250mg~260mg.270mg~280mg~290mg~300mg~310mg-320mg~330mg
340mg . 350mg 360mg « 370mg « 380mg « 390mg =k 400mg .

24 ARHEACH] R 22 23 ik (1) 1ok, Horbr , AE B — B Az il v (R SE Je sl H 2577 |
A2 R ) 2 M 20mg - 320mg o

25 ARIEAM EOR 22 - 24— T R i Flak , Horh A — Rz il vp AR e sl L 2
& F AT RESZ R S N 20mg « 40mg « 80mg « 160mg « 240mg 5k 320mg

26 ARIEAF ER 22 - 25— R 19 Flad , Horh A — S il vh AR e sl L 25
7 AR R ER iy 40mg o

27 FRIEAR K 15 - 26— Wi prk 9 FH i , Horh, ik 25 & Wk — 0 1 22 /)
G = N i

28 ARIEAUR R 27 Fir ik i FH i , Horh, i 8 9697 e F 0P 25 S BE IR B R 25
Yo BRI e 16 TT 290 -

29 ARMEAUH] R 15 - 28 E—Ti pfr ik () i as , Fovb, A i i i , B an e, B4 E
/NI (NSCLC)

30 ARIEAF K15 - 29— Ffrk i A , Horb, a5 b Jeiome 013 /N e e
Sl AR/ N i o

31 ARIEAR R 15 - 29— Ffrk i FH g , Horh, A5 76 /Nt e i sl 2
TaFE/ N o

32 MRIEAUM ZR 15 - 3 UE— TR (1) sz, Horr, TR EGFRAM 204 A\ 5842 1%k [
EGFR D770 N771insX%¢45 \EGFR V769 D770insX%E45 \EGFR H773 V774insXZEAFFIEGFR
P772 H773insXZ&AFHI[) & /D—Fh, 4~k HEGFR D770 N771insSVD.EGFR V769
D770insASV.EGFR H773 V774insNPHAIEGFR D770 N771insNPGHI[{Z/D—Fi,

337657 M1/ B 0B HEGFRAM i - 204 N SR A AUBIR Ny 72, Hoost TR i (o
5T IRIT AR RS e sl 2577 1 AT REs2 (3

/
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34 JRYT RN/ SR TR I 752 , o, 4 FEGFRAIMNE. 204 N AL FHPE U EA 45 TR
TR IR e sl 257 e ndh.

357697 SR BRI N e Sl wlc A VE AR N sges (NSCLC) (5 ik, L Hou TPl
PIEE LS TIT AR RS e s 2577 | AT Res2 3k

36 . 7697 SR BRI N e fifiges sl AR VAR N ifiges (NSCLC) [R5 1% , oot T-EGFR
SN 205 NI BIPER B 45 TR T AR RS e sl - 2577 b T2 i h .

37 697 SR EBIE IR N e s sl A VE AR/ N ises (NSCLC) 15 ik, L rpont T4y
EGFRAMi 204 N RAZI B 45 TR T At RS e sl - 257 b T2 i h .

387697 SR BRI N e fifiges sl AR VAR N ifiges (NSCLC) [R5 1% , oot T-EGFR
SN 204 AR VONFIPE R B 45 T8 AR RSB e s 257 T2 1k,
ZIBEBA AR S S AU IR -

39 7697 SR BB IR N it Sifiges sl AR VE AR/ N ifiges (NSCLC) [R5 1, oot T-EGFR
SN 204 N R VN FIPE R B 48 T8 A R0R RS e s 257 e 1k,
LB AT ST A G DUMR IR T IR H B AT P ik Jee

40 ARPERUR EEK 33 - 39AF— Tk (1) 77 ik, o, DAy 80mg - 400mg , 4514124 80mg
90mg.100mg~110mg.120mg+130mg+140mg+150mg~160mg~170mg180mg+190mg.200mg+210mg-
220mg~230mg~240mg~250mg.260mg.270mg~280mg~290mg~300mg~310mg.320mg~330mg
340mg 350mg360mg . 370mg « 380mg « 390mg 5k 400mg [ = 25 T Fir iR e Je sk FL 245~ | nl 2
XM o

A1 AR ZK 33 - 40— T ATk 19 5 7, Horpy, iR ARSE R e sl B 2527 1 T2 (1)
45 251070 /80mg | 160mg « 240mg 5k 320mg

A2 FRAEAR ZR 33 -4 E— T ATk 19 5 7, Horp, iR ARSE e sl 1L 2527 1 T2 (1)
L 2517 5 80mg .

A3 AR ZR 33 -4 E— T ATk 19 5 7, Horp, iR ARSE R e sl 1L 2527 1 T2 1)
Fh bl s 25117 i g 160mg o

A4 FRAEAR ZR 33 -4 E— T ATk 19 5 7, Horp, iR ARSE e sl 1L 2527 1 T2 (1)
B 251075 N 240mg o

A5 FRAEAH ZK 33 - 44 E— T FT ik 1 5 7, Horp 2 TARSERE e sl HL 2077 1 ATz (1)
BRI H—K A H R e H =R

46 AR ZR 33 - 45— TR AR 19 5 72, Horp 6 i B H — R &G T IR B 5k
H25% PRz

AT YA ZK 33 - 46— T AT ek 19 5 7, Horp A B s N 45 T IR S e el 25
¥ AR R .

A8 FRAEAH ZR 33 -ATHE— T ATk 1 5 7, Horp 72 5 BAE I IR 4 T IR B e
s H 2% ATz Rk .

49 R ZK 33 - 48AE— T ATk 1y 5 7, Horp 0 T i TUIRG TR e el 25
¥ AR R .

50 ARFERUAN ZR 33 - 49— iR i /5 vk, o (RIS e DA R Eh TP U4 24

51 ARMEAUH] K 33 - 50— pir k1 J5 7, Horp, DU Al sl e S iy il 71 2 02 1R 56
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Blesd 2% F R nEh

52 MRIEAUR ER 33 -5 E—T ik (5 725, Horh, U7 sl 71 0 5 =048 TR Je sk
H25% PRz

53 ARIEAUH ZOR 52/ AR 1 J5 ik, Hor, Bz 2 771 €95 10mg - 400mg , 51 4174 10mg « 20mg
30mg+40mg . 50mg60mg+70mg80mg.90mg-100mg+110mg+120mg~130mg~140mg.150mg-160mg-
170mg180mg190mg.200mg.210mg.220mg230mg+240mg250mg260mg.270mg-280mg -
290mg . 300mg+310mg+320mg+ 330mg + 340mg . 350mg « 360mg « 370mg » 380mg » 390mg =5k 400mg [ X
B = P I=AE B & STl wEI E g f S

54 FRARACR ZR 528 53 iR 1 5 i, Horh, Bz il 79 60 55 20mg - 320mg AR S e sl H
2% AR IR

55 MR PEAUF ZEoR 52 - 544F— Wk (1 5 75, Horr, Bz 77 60 5 20mg . 40mg . 80mg
160mg » 240mg ¢ 320mg PRI e L 2577 bl ez (k.

56 ARMEAUH] ZK 52 - 55— prk (1) /5 7k, Hor, B A7 )70 607 40me R AR S Je sl
2% AR IR

57 AR 225K 33 - 56—k ()57, Horh, b —2P 45 7 2 /D— e iR 7l

58 ARIEAF R T Frk (5 75, Horh, ik 88 9697 e H 0P 25 S FE IR B R 25
Yo BRI B 16 TT 29 -

59 ARMEAUH] K 33 - 58 E—Tpfrk (19 /5 7k, Forh, A oo i , Bl an e, 4 E
/NI (NSCLC)

60 ARIEAMER 33 - 59 E—TiFT R 1 57k, Horh 7 8 2232 e TR VIR 2 11, e
LM T AR Z 5 e TR e sl 257 bl nudh .

61 . ARIEAF EEK 33 - 60— Frak 15 725, Horh, a5 b Je o w013 /N e e
S AV R/ N i o

62 ARMEAUH] ZK 33 -60E—TFir ek 19 /5 7%, Horp, Firai 50 #0va A/ Nt i s k48
TaFE/ N e o

63 ARIEAUF ZERK 33 -6 24F— TR (1) /5 7, Horpr, IR EGFRAM 204 A\ 542 1%k [
EGFR D770 N771insX%¢45 \EGFR V769 D770insX5E45 \EGFR H773 V774insXZAFFIEGFR
P772 H773insXZ&AFH[) & /D—Fh, il 4~k HEGFR D770 N771insSVD.EGFR V769
D770insASV.EGFR H773 V774insNPHAIEGFR D770 N771insNPGHI[)Z/b—7Fi,

64 . ARAEACH] 225K 33 - 63—k Y5 7, Horh, Firik i A\ S i

65 . ARAEAUH] 25K 33 - 64— Tk 15 7, Horh, Tl JE ARy 18-75 %

66 ARMEAUH] ZK 33 -65E— T Tk 1 /5 7%, Horp, rid i e R 2 RSB e sl H 2577
AT R IIRTY 2 T AR e A e g ) R RN i
(NSCLC) I H A AU AR 4RI SUE A

67 ARMEAUH] ZK 33 -66 (E— T ATk 1 J5 7%, B, Fri i AT iR e 2 RSB Je sl
277 F TR R IR T R Im — R IR 7 e A5 57 EO g

68 ARMEAUH ZK 33 -6 THE—T ATk 1 /5 7%, B, Fri i AT iR e 2 RSB Je sl
2577 b AT R IR T, 182k S == A DI EGFRA N 204 N 5842 5 [T .

69 ARMEAUH] K 33 - 68 E— T ATk 19 /5 7, Horp, o S 55 S0 AT R S 0T /Nt i
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SR BRI AR N e , AT A6 s RS e sl L 207 b T e ka7 i i
—RAGMEDUIE TR T B A e 5 SR BN EE A O B -

70 ARG AU EOR 33 - 6L — Ik (7 i, EL v, Fivik (25 (AT SR I ST/ N A
SR BRI EAR NI e , AU S ARG FE B L 257 b M ER TR T Z T %
S AGMETUEEIT -

TL ARG EOR 33 - TOE— IR i 7 i, Eer, ik A T e e RS e Bl R
2557 F RIS 200, DA A AT R AL

72 ARG AR EOR 33 - TUE— IR 7 12, e, ik A T I e RS e Bl
2y PRI RIRT T 0, S R A R B A B R B LRE

73 ARG AU EOR 33 - T2AL— IR T i, e, ik A T I e RS e Bl
257 F TR INERIRTT Z 1T, BCOGPS GRIE AR ERIHRg M EZH A4 1ARAD) 1109153 J90- 1.

T4 YA EOR33 - TL—IRfr R (51, Horn Bk PR A AT e s i e 4k

75 RPN R 33 - TAT— IR iR (1512, For, Bk 5 v Ik B 03 SR AR 7 580

76 RPN R 33 - TAT— IR (572, Fer, Bk 5 v LIk B I A E T T 538

77 ARG EOR 33 - T6 AL — Ik i 12, EL vl P 75 ik T At PR ki F S 4

/No
78 FRPEAH EE R 33 - TR 5 72, Horh 1l IR s e A0 25 (B AT
JEH (CT) A/ sk AR % (R ) PEANIN, Firid 75 2k vl (i B AR kA s 46 /N o
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YRR ERE

FARSE

[0001] AL P M — RS IR T A RO RS Je sk He 2577 1 Al ez i Eh ATk i 25
2 AT RS AR 25 A AR RIS KTk 25 A1 T il & 06 9T D/ el i
F B AE KR RN 12048 N\ (EGFRExon201ns) 2848 (LA N, A B FR WEGFRIN 20
FENGAL) NS 25810 Fi8 « AL WA B A 7 0/ 11875 FHEGFRAMME. 2048 N\ 28
A PRI Tk, s T IR BB A Rue MRS e sl B 457 | Rz #h .

BEEEA

[0002]  FE{H SYEEIN , il — B A R FE Tt i H™ T 15 55 A SR A A a1
VERE , 201842 ER176 J5 ASL Tl o AE/ NN T (NSCLC) 29 Fir A3 e 180 -85 % o ¢
B AR F-32 4k (EGFR) ZRAZSENSCLCHIRFFE i) 12 [ A s EGFRIEAZ AL P4 77 AN INSCLC £
AT 17 % F150 % o AEEGFRIEE[N SEAL i, i WLBUR SR Ay 19NE BRI 1M 1Y
752347 (L858R) |, (5 FTATEGFRZEAR 185 % -90 % - EGFRAM I 204 A 2845 (EGFR Exon 20Ins)
NEGFRZEAZHI I3 — RERAE, 297 I T EGFRISAZ A1 1-10% , 5 4 EBNSCLC #1191 -
2% o IXEEHH NS R, FLR AAET62 177427 RIS F LR A S, SEUENL - TR
LR, HrP o N R G .12 4 M 1E, B R B 22 FEGFRYN 512098 N Z-A% , i iy WL 2
JEDT70 N771insXZ84% (25.5%) V769 D770insXZ845 (24.6%) MIHTT3 VIT74insXZ4y
(22.6%) -

[0003]  ZAFEREFAINSCLCHHEGFRISAZ M A H T K A #E[A] 25 , B A AT EGFREFUE SRS AL 1
— PR RO I A FR BRI HI 7] (TKD) FAERERIEIE S TE , AR LA 25530 i) 751 fr]
EEE , LSBT 255984 EGFRT790M =AM I LA B e , B B S Il AR o (5
— R ZAREGFR- TKIXJEGFRAN . - 204 N AR 1R 7 AT AN, 5 3L [ EGFRESUE 5
AZ TTIOMIY 25 584E AN [A], EGFRANE. F-2048 N SEAE X FDARLAE 1 FT AT EGFR - TKT (FI 4% BLAT %5
JE) N 2%

[0004]  ZFXFEGFRYI G 12047 N Z8AZ (IBGFRAM 7] E AT th 8 2 NI R T A B B, aniie 27 6%
JETAK-788 (Mobocertinib) &5, 7RI ARG H B s VR AE T30 R X Be 25 o T —
FT 380, (BT A PR , XA /N AEBGERAM i 12048 N ZEAE 7 2T T 745 58 2 T 7T IR 2
EITT 4= BRI OB A EGFRANE, F-208 N SEAZ 1)/ INGy - #ETR] 29t , IR AR B K I R
[0005]  7EZFICN105315259BH 11 a X (1) FrosiN- {2- {[2- (CHIEED) OB (FHED) i
) -6-(2,2,2-=RCAERD) -5- {[4- (1-FIFL-1H-15]W - 3- 355) ming - 2- BL] et} g - 3- L)
TG (B FRPE “IRZERIE) 76 L FICN107163026BF 1 %% T Tk (1) (LAt kG £h
(WARTE “HRERIRITEE”) |, FRAER IR I FEAF R 58 = REGFR- TK LI L &l At , 3
T T5FY FHEGFREBUK AL L TTOMIT 258 L ANFHIBE » BRI IR 9 e I THAE 3 06
CLAuESL T AR IR IS e/ 20mg - 240mg | i /K N, 48 H FUIR LK, i 2 PR RN L 41 1R
U, SR KA AR RO R R o AR IR R PR A s AR I S A SC
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AR s T DI PRIR EL VSR T 80ms F LI IR 26 TR SRR 87 e
JREHOEGRR T790MBFHEI: S8 NATRI b 12 AT el o RE 1, e ity

PR

CF;
| [
\T/\/N | N © NZ |

[0006] UNT N N/J%N

(& H \ N

0

| ) )

ZBAR

[0007]  YE—285205 )5 S AR IR R SS e il 257 il ez (I ER I ik

[0008]  fF—285je Jy s, RIS T sl 2577 | AT e b Aot A S M T LA 20
FHIEGFRIMNE 204 NSAZ , M If, (RIS e sl 252 1 RISz (9 3k vl LU TG 7 A/ sl
Py FHEGFRAM il —£-2048 NS/ TSN o

[0009]  fF—2850je 5, il sk DA— @ AR 0 R S e sl 2577 b ml ez R R 7 it
Ve &, AT LAIR 7 M/ S FUE HIEGFRAM i 204 AN SEA2 A SR L i ) A2 A/ N4 e il
S, TFELIR T AN/ S Al R R SR IS, e P

[0010]  FE BRI, AR R R Bt — Mg &%, B Siair AR RS e sl 25
7L AR I ER AR I 2577 b AT RS AU

[0011] R AW R R A & IR 2P H & W T il 5 1677 A/ sl 1i9s FHEGFRAM
F-208 NS T ST I 25 IR s

[0012] AL IHI2H &PV SR sl I e i i A A A« AE g — B il e Ak, &
10mg -400mg PRI Je sl L 2527 1 Tz ik .

[0013] AL WA 25820 S -6 7 AN/ 5 1B FHEGFRAME - 205 N SAZ /- S I
Ny, Sy BAARSE B e sl = 277 TRz i R iR H 5l i 2 80mg - 400mg o LN, 1 it Y [k
Pl RS, TR i RSB e sl L 2577 e i Eh it H & .

[0014] 7R & WhA TR HE—FhiasT A/ sl 70 FHEGFRAM G £-204 N SEE /S P 1 5 1%
Horh WP BB 4 TR AU RS Je sl L 2577 1 a2 ik

[0015] AR W Fakiasy i e 2RISR e sl i 2577 b TSz (AR R H &y
80mg-400mg .

[0016] AR WA fR Bt —BhiG T A/ sk Pl B 1 7 ik, Forh 4 TEGFR 208 i -4 A5
AR BB TR AR R e sl 2577 1 a2 k.

[0017] &2 fH— a7 SR sns /Nt iies sl e A2 MR /Nt s (NSCLC) (1)
D7 B P B 4 TR T AUe MRS e sl B 20y e i dh .

[0018] 7R A& HH I fH—Fiayy SR sns 1A /Nt ides sl L A MR /Nt s (NSCLC) (1)
J3k FASTEGFR 2090 it 4l NSRRI IR R 248 T8I 7 AT 3R RS B ek
H25% PRz

[0019] IR A& W fH— a7 JRsnse 13 /Nt s sl L A2 MR /Nt s (NSCLC) (1)
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Ty ik, Ao THEHTEGER 209Nl AR B4 70T AR IR e s 25
AR .

[0020] A& WA FE (b — a7 SR EBi s B N i s sl e B2 13 /N i i (NSCLC) 19
Ty ik, s TEGFR 204N i -4l N AN BHYE I 46 TR 7T B 30a RS e 5k
HA2 Pl el 2 B A A AR 2 AR D UNREIRTT -

[0021] A& WA FE (b — a7 SR ER I B N i s sl e R 13 /N i i (NSCLC) 19
Ty ik, s TEGFR 204054l N AN BHYE -5 46 TR 7T B 30a RS e 5k
H2y P Eh 2 BB R AU IR T I B A Tk .

[0022] G HAZR

[0023] AL W RFEBTE s 257 T2 Eh el d A IR Je sl 1 252 bnT 4%
SRR R 257 I n 452 B BRI 25 415 W T EGFRAMN T F-20Ff AN 2848, eI HI G
SRS, O B, s AR R, AL IR S B Je sl 1 2527 bl ez i #h sl
B IRIER E sl 252 b T ez (S MELe 1 2975 1 AT B2 I Bk 1 25 4 5001+ e
EGFRAME 205 NS S5 (BIand kNl fiifes (NSCLC) ) SRBLHAL RIiR T CR -
[0024] 534N, R TA R IR E & Je sl 1 2527 e sk ik IR e sl 24
b AT AT 1 251 AT I AT 25 A S i Ty AN/ sl PPl FHEGFRA M -
204 NS FINPSEIN , BITER/IN, et

[0025] AWM 25940 il DURR E 1R i B A RSE R Je sl H 2 1 T2 10k, WA
AN PR NSRS 05 wamn im0k bl

S QUSSN Y S

[0026] AR5 5 HL AR St 5 2O AR A O S e 5 SEdE A T HE D HEARA B (H 2 A,
HIBCARN SURE R, AR I L A 57 U T U AR, AR AL A< A
(I DRAP I B A FRE o AN, AR R PR 5 P  E0 0 I ASUM] R B GE AR WY 2
N EATA B BRI T 2

[0027]  EBCARFAI BTG DL T AL B & St 5 5T LA SO T &,
AR AT SR T B AR AL WIRVE R 2

[0028]  {RECIFIE NI BRI KL E ), F IS A% FICN1053 152598, HAL
MY N {2- {[2- (CHEED CEE] (3 ek -6- (2,2, 2- =5 ED) -5- {[4- (-1
B - 1H- W[ - 3- B Wi - 2- FL i Bk} M - 3- B} PO e s &5 40 X0 1~ =X (D Bt &
ZIR

@]
—~

{D-
[0030] £ —2L5 e 5 AU, T IRYy BRI IS PR il 2 RSB R B H 27 b T iy
o I, A — 22y 5L RSB e s 2577 b T2 iR nT AL AR IE B H] , 1E
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AILAVE SR S 2 MEE A T, I 12 4059 A] DR IR 35 ZAT e B0 55 2577 1 AT
£/ L=l

[0031] ARG HAER R Z5¥n2H &, A SR A RS B e sl B 2527 1 T2 (1)
AT 25 b T2 (A

[0032]  “Z5 b W] DASEAZ B AAAT HE 11 A — Pl 2 PRt 25 e [l Ak el (A R sl R T I
EATEE T ARG, i A0 SR SE A AR s BN “HikE . “MH
AU AR AR R A S WP B Ao R SR KW S YLLK e T2 WA BB, ifn A
IS SR 2530 2577 b AT AR S BRS04 £ AE 21 M AT A= (s FROR 2T 4k 3=
B CREA YR R AR RN A 4E 2 AT AW BRI A4 22 KT B A4k R &
PRI  BHJRE I A S [T 7] (anfi S TR AR AERREE /45 « U MY Ih R IERR = SR E)
TS e CAn e« BRI A AR T R I S5 2000l (N s H I H i L A
B 55 AL R ) (AT e B RN o a7 AR AR A Be SR B i 77 5
{HAPRT 1t

[0033]  Jir i (1) 250 5 1 T DA SR FHARSSUEA T ) R0 7 TSR 2%, an i I TR &7 1
i DRI IR AC 2 AL T BT AL TS R TR 5

[0034]  Jr iR [ 2540 i vl DALA R A sl e e i il D A, A se il sm i, (R e
s HL 2G5 PR R 5 A D — R 2 b AT AR I BARTR & AR AR WD i B AR R
N HIRE ik 2527 b AT DA SZ N 2R B AR AHAN PR T2 (a) SEURL GV 711, 49040, Al 244
O TENY S FURE L RERE A A RS R AS TR SRR S5 IR S IR R ES s (b) R
L B, N AR 2R RN LA A 2R LA AR 2 R R WS O I BRI R e i
FLIRLER RO HIAE « FRTER 5 (o) PRIRF, a0, HIheE; (&) g, B, A2 H0%R
FRELZF4E 2000 A2 SR A R TR TE Y N IR AS A U i AP 4 25 R B BoR B
R Bl T KTE RS S TR A TR R IR 6 AT 5 ek SR PR PR « B 1 AS e I 55 5 (o) MR HSLfE
A, BN, ZERA S I - s AR B 2RI M) ERRIRS A5 5 (F) Jihul 91, 451 4 e
FRE ST H RS 5 (g) PRRR A, 904, =l 4 IR AS — AU RE B A3 S 58 5 1 (h) i
AN, A SRR S A I RREE B SE & BT+ B IRIR N IR IR AL
MRS, TR S IR R4 R 7ol iR B 22 ) o o SRR 1, TR P Ak 52
MBI A B A ARSI 2 RN R A T A et .

[0035]  ORiE “Z5%% bRl Eh” R ARSE B e AN TR« 2577 b AT 352 (IR sl 1l 25
FRRNNER o AT LB A Sl Rk Sl I PRI Fh R g R 255 1 AT e 2 R 5 AR5
B e T R ARATIR N R o RAERR N Bk Eh A B St & b )8 R HE
JERCEE , I ananEh EREh VEREh E5Eh VERER DU FR LTl (DU O3 5 s el BtE S
2 (NH,) AR U e r £, e Eh i eh = i . = O e Eh O eEh 5.
SO, A AT VA A SRR e ik i P A R R 2527 1 AT IR S5 IR
JEFZ I 75 AGRAFIR DB AR IR (1 255 b 422 TR A R (A h i &6 e 26 L B mR 26
THERER S TOHLIRIM 2h s IR £R - C TR EL ( INIRER TR 21 R HHT IR 21 L DR HARR &8 AT AR TR
AR A VIR . B4R T] 2l Berge et al.,”Pharmaceutical Salts”,Journal
ofPharmaceutical Science 66:1-19(1977) .5k .Handbook ofPharmaceutical Salts:
Properties,Selection,and Use (P.Heinrich Stahl and Camille G.Wermuth,ed.,
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Wiley-VCH,2002) .

[0036] AL HH, “VayT A3 2 e JC s H BRIR B FIUYISUR M) 25k 25 H 35 M 77 1
SR P& o A 280 BB E R e, BGER T JR IO AR I AR AT AE 1 0, th R 1 BT
TEPERIBT, A S S A 80 T DA ARSI B A SO = R i

[0037] A&, “TEMERCY” TR sl TR & 45— b 59k, 2Rl LA 3ot
T6Y7 HFRZEAL N B AE o

[0038] A HIFR, “HEE” R” BN AR B B HESIH T FL 2P A 1A S
(BIAICER B BR S RER /N SERBFBIH (107N KRR s (Bl R H 3P 28
e QAEECIC R IR e CUipldbe S 0) JoRESRE (BN R R KA D) o AE— 18
ST E R, AT AN

[00391 AR, “YRTT” B8R T I T sl B IR R e - 0 M FUARIEI , vy 4 (1) 22
PRI B EAE I — Pk Z PR K, (2) T4 () B 5 HRE I A b i —A>
s Z A Rk (b) IE ) —Fhak 2 P AR 7 230, (3) G S AEAR DG — il 2 PR 52
Wi sl /AR, sl S e sl H TR T AHDC I — Fhuk 22 BRAEIR S sl /77, 5k (4) Dk
BCEIE ) — Pk Z A= R R JE  “TadT” T DR 5 A6 TT I B i AH L A
KAAA

[00401 AW, “SRISS” A FiRak A3 e e A i i S A 1) XU e A1 o

(00411 fr—2o5gi )y =k (RS e 2577 b Al sz (N Eh RSB Je iy H i &6, BT A
TR IR TE -

[0042]  fF—05j )y b, AR & AR 25 2H S VLR R sl B IR e i sl A E s A

[0043]  fF—285i /5 =k, A8 LR 2520 SR — R il 550 (91 an el ke se) v, Fir
WIRFEE ek 257 a2 R i 2 5 2 10mg - 400mg , B4 iR 25 5t AT LAy 20me -
320mg o /F ly HUR &5, 1] DL oA 10mg . 20mg « 30mg . 40mg . 50mg . 60mg « 70mg  80mg . 90mg «
100mg.110mg+~120mg.130mg.140mg.150mg.160mg.170mg.180mg-190mg.200mg.210mg .
220mg~230mg+240mg~250mg~260mg.270mg~280mg~290mg~300mg~310mg.320mg~330mg
340mg350mg+360mg370mg . 380mg390mguk400mg - /& — P J 7 2 mh , ik S8 DA K
20mg+40mg . 80mg  160mg « 240mg 5k 320mg , 14141 /y40mg 5k 80mg , 9141 ~40mg

[0044]  fr—28505i )5 =k, Frik 252 S Wrh DRSS e sl B 2527 TRz 2R i i
“~80mg-400mg , 151 41°/80mg . 90mg « 100mg + 110mg  120mg « 130mg « 140mg « 150mg » 160mg 1 70mg
180mg.190mg-200mg.210mg.220mg~230mg~240mg.250mg.260mg.270mg~280mg.290mg .
300mg.310mg+320mg  330mg - 340mg . 350mg « 360mg + 370mg » 380mg » 390mg 5k 400mg . /F =1k
(RS 5 3, iR 5 5t T LA 80mg L 160mg + 240mg 2K320mg , 51411 y80mg « 160mg 5k 240mg , 41
h240mg .

[0045]  fF—28505i6 )5 =rh, Ik 25020 & a7 M/ sl S FHEGFRAM . - 204 AR
T FHITIRIN AT E 4 T IR G, RIS e sl 2571 Rl e i #h i 7t
H80mg-400mg o /F A AR 5=, Bl an ] A 280mg . 90mg . 100mg . 110mg . 120mg « 130mg +
140mg+150mg160mg.170mg~180mg.190mg.200mg.210mg220mg~230mg240mg250mg -
260mg270mg~280mg~290mg~300mg~310mg~320mg~330mg~340mg~350mg.360mg~370mg -
380mg390mguk400mg . 1 Ay 7 BIME STt 5 X, Frk 512 FT LA ) 80mg . 160mg « 240mg 5k

11
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320mg , I %1-080mg  160mg ik 240mg , 151 414 240mg o LA A W) — A58 77 X H , Birak 71l
H 75

[0046]  fF—2usji J7 X, 29 S IR e sl B 2527 AT Re 2 2RI & etk
A E IS T AN, B FTIR 25 A S RS e sl L 2527 e 1k
RN BN, 4 29 S AR sl B A I A AR N, Bk 252 S WP AR S
Jesk 255 2 MR S BR 8  wZ HI50 (BIan 5 7 sl i) w26 24N, Bir il 77 (B
s ) WIS e sl ] 2% 1 AT b ) R

[0047]  ARGUHH AN G AT AR AZ , Y0 B 4G 200 ARSI e sl 25 b AT iz iy
R0 H A RAME TR — B AR R S e B 2527 1 AT RS2 I R i o AN QIR B
TR RIS Je sl ] 2527 b sz i R ) i H S R AR — B 6 a1 75 b RO AR SR e sl
25 P R R, SRR H R4 251 B IG5 an, MRS e sl H 2
T AR B A A P FLARE— BRI (R ) R ARSE R e sl 2 b AT
IR 40mgy , MRS e sl L 2527 bl ez 3R & H Ffl ik 240mei , & H Fir 545
250 B O 7)) Zos e Fre

[0048]  fF L5075 )y 5 H, ATk 2520 S 1 FH 11657 A/ sl 7Bl FHEGFRAM - 204 A\ 58
AN SIIPIRI , B H 4525 1R 20K sl 5 3K, a0 e H 1K

[0049]  fr L5 5 Ak, pirk 29 & i a] DAdE— 22 B8 b — s iR Al A
PR SE Ia T R, AT AR B ST 25 IR HUMYE 29 U S A R B 1R T 29
[0050]  fF—20sjiE J7 X ATl Ay 258, W A5 25 (I An By D) 80 I A
FRAEA AR EABOAREA (dicyeloplatin k%A (Lobaplatin) PHASER =4 FEAA LA A
YOER) IRMEE AT AR (9140 PO AT R B AEE | Z P B PR IEIE OBV SRR I 25 5
SR VN3RS R B0 — SRR S B RIS (15 a0 = B R R 9 - A
PRI 7 - SR R RN RD) VA2 (BN . R S S ISR K
DT KB (KGR K KA K A~E K57 (vinflunine))
BIEAZE GRACLE B (P75 25 2085 2 VISl B VBl B VA bE B R FE R WP 2 b
CENB & Sa =N da EN U VI i o N S E S I AW st A1 2L 7 S STHHE N S
TR RIEC RFEIATH VM CTD) R TR 22285 25 S IR S DRI B FL I
FREIRS RSRSERT B BUAR 25 2R R IR 31D (HAERG ) (RS R S = e
RN BRI A 2R S H AR S IBA AR (plinabulin) \Sapacitabine. i 8E7 N
(treosulfan) +153Sm-EDTMP. fllencequidar i [f)—Fhak ZFh .

[0051] L5 5 2k, BTk 28 38 7 S sn 2 2 b (1 — il J LR, IR B 28 254
AFEEABR TSR R 5A AR 5A By DR A DORSER =4 FEEA AR VD40 KA SRS
[0052]  fF —2E5005 )y S CH, Fira ST 25 L ARFE IR D S B R er s R a s IR 45
R IAMEEVERAZEE 2 PTG  fl KAR PO A AR T R K
B FRIE L] T SRR 2 HH RS VU S R IR 2 SR L B R Y i o B
— ek Z .

[0053]  fF —2E5075 )7 S CH , PR TR S m B Mg 2549 , wT DA AS SR 13 B ) ) o For
P R ) 5 11 D50t AT ) 751 B A AEAN PR P 2R TR AT A1 771 22 2 R AN/ Bl T 2 FR TR A1 741
RADPIZIHIE 5 (PARP, polyADP-ribosepolymerase) I, AR 0l 1 5 fOME S 0 4%
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HAPR T Fascin- 145 H HDAC (S H 2 Ceiv i) & H A (Proteasome) -CD38.SLAMF7
(CS1/CD319/CRACC) \RANKL\EGFR (¢ A=K JA 132440 < [RIAZ PR I (ALK) METZEPY \ROS1
HEIA VHER2EE[A \RETHE[A BRAFZL ]\ PT3K {5 5 1%  DDR2 (ARSI T 52 K 2) FE[N FGFR1 (7
LA KRS D) NTRK1 (R ey i e BRI 1 2852 440) DN JKRASTEIA 5 ik B [y 4 o
2SO A AUFECOX -2 (BREG-2) JAPE T (iR [ s AR PN D) VEGFR (IffL % PN 52
A KA S24K) JCXCR-4 GEATLIN 132 4k -4) MMP G 4 B 45 ) L IGF- 1R (B ZAEEK
Hf-524K) \Ezrin PEDF (4 2% F R ATAEINF) ASES.OPG (5 R4 ) \Sre IFNLALCAM (4
N DA TG AR BT PA ) JHSPL JTPLGSK- 34 OB 5 eisiits 3 ) CyclinD1 (i Ji i
) CDKA (41 JE A S M) < TIMPL (214 )8 2 AR I4%) THBS3 . PTHRT (FRAR
SIRFAIE A AR JTEMT AR IS PN BEARASHT) L COPS3 AL ZAEE K . T LASII 1Y
YA 4 R 25 R B AR T S JE (Imatinib) JEFE 2 (Sunitinib) JEZ B
(Nilotinib) <JFEFFEJE (bosutinib) JZEEFFJE (Saracatinib) MM JE (Pazopanib) . [
DI E (Trabectedin) EKSIEJE (Regorafenib)  JHlJE4 (Cediranib) A4 K
(Bortezomib) Ikt mfth (Panobinostat) « {44 (Carfilzomib) 044K (Ixazomib) |
Bl i & JE (apatinib) JJEI& & JE (Erlotinib) (P JE (Afatinib) \ voe &g
(Crizotinib) \EIRHFEJE (Ceritinib) J& ZIEJE (Vemurafenib) «ik573EJE (Dabrafenib) .
EHEE (Cabozantinib) i AEEJE (Gefitinib) iAF] & JE (Dacomitinib) PEEE
(Almonertinib) BEATEJE (Osimertinib) BIERE . VIREJE (Alectinib) B EE
(Brigatinib) .o i JE (Lorlatinib) \HIZEFJE (Trametinib) . ¥ & JE
(Larotrectinib) JIRTEHEJE (icotinib) JFUlFEJE (Lapatinib)  FLEEEJE (Vandetanib) .
A2 JE (Selumetinib) VZEFVAEJE (Sorafenib) BB JE (Olmutinib) JKF & JE
(Savolitinib) BEMEEJE (Fruquintinib)  BLEI#%JE (Entrectinib) ik JE
(Dasatinib) By JE (Ensartinib) S JE (Lenvatinib) vitacitinib Mt E
(Pyrotinib) \LE 328 )E (Binimetinib) JJEILFJE (Erdafitinib) (Pl (Axitinib) Ok
I JE (Neratinib) EEEFEJE (Cobimetinib) Jfil K5 JE (Acalabrutinib) KB
(Famitinib) « BFEFJE Masitinib) A HJE (Ibrutinib) 22 #%JE (Anlotinib) .
rociletinib./Eik/EFN (nintedanib) EIBEE \LOX0-292.Vorolanib.bemcentinib.
capmatinib.entrectinib.TAK-931.ALT-803. 1% /5 JE (palbociclib) famitinib L-
malate.LTT-462.BLU-667.ningetinib.tipifarnib.poziotinib.DS-1205c.
capivasertib.SH-1028. —HH Al .seliciclib.0OSE-2101.APL-101.berzosertib.
idelalisib.lerociclib.ceralasertib.PLB-1003.tomivosertib.SKLB-1028.D-0316.LY-
3023414.allitinib MRTX-849.AP-32788.AZD-4205.1ifirafenib.vactosertib,
mivebresib.napabucasin.sitravatinib.TAS-114.molibresib.CC-223.rivoceranib.CK-
101.LXH-254,simotinib.GSK-3368715.TAS-0728 masitinib.tepotinib. HS-10296.AZD-
4547 .merestinib.olaptesedpegol.galunisertib.ASN-003.gedatolisib.defactinib.
lazertinib.CKI-27.5-49076.BPI-9016M.RF-A-089.RMC-4630.AZD-3759.antroquinonol «
SAF-189s.AT-101.TTI-101.naputinib.LNP-3794 .HH-SCC-244.ASK-120067.CT-707.
epitinib succinate.tesevatinib.SPH-1188-11.BPI-15000.copanlisib.niraparib-

olaparib.veliparib.talazoparib tosylate.DV-281.Siremadlin.Telaglenastat MP-
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0250.GLG-801.ABTL-0812.bortezomib.tucidinostat.vorinostat.resminostat.
epacadostat.tazemetostat.entinostat.mocetinostat.quisinostat.LCL-161.KML-001
HR— Pl 2 2 o AE— 28505 )5 2 b, IR R TR 2580 h R AR JE JBis e Bl
Y =N = Y E 2 R =Y EN T ZE Y ERS e i | Y E N X =5 [N | == [ERS N =) [EN: <R
JeURBE AR E oy it e S B P B e R B e i e FLiEfL e L F]
ERE B JRAIBE e BRihg e . 2B e . B BE. REREE.
itacitinib MM E LI JEERE FIPTE e CERIME e B L e R e ik
KB BIUEE e 1P JE (Anlotinib) JJEIR A —RhEk & 2 .

[0054]  YE—285je )y Hp, Fir ik o6 3697 A ik 258 . Hoh, Bk udR 259 B RO RE R
B EARTPD-1.PD-L1 40 s PE TR 40 i #0514 (cytotoxic T-lymphocyte
antigen4,CTLA-4) . [fil/ M RTAE A IR -f-52 fka (PDGFR- o)  IfTL 8 P R A= PR (VEGF) L A3k
Bz A IR - 52 Ak - 2 (HER2) 3 2 AR KPR - 32 44 (EGFR) L #4215 1 JIRGD2 « B4R fifg 4 [ 25 1
CD20 B4 fifd % 1A 45 1 CD52 \ BN i # 1H 45 1 CD 38 \ BAM i % 1A 25 FICD3 19 BAN iU 7% 111 26 14
CD30 B4 I 2 i€ [1.CD19/CD3 T i —Fhik 2 Al

[0055]  fE—2B5itn Jy XH , Fraik BT 2459 g PD - 152 (RN HL B A PD - L1 2 [T A AR B A 1)
(R AR 7] 5 A0 AR R B — A S0 5 X, e R 44 259 b 4 i 25 12k TAk E2 4 e e it 4
(cytotoxic T-lymphocyte antigen 4,CTLA-4) 7 £EA & HH I — 3006 5 2, flrk
(R 2 b It AT A AR 52 Ak (PDGER - ) 761 51«

[0056]  fF—285ji /5 A, PD- LSZ AR BCAARPD - L1 2 [R]RAH B AR FH Al 77 25 S A
FEVESET 32 AR 1 (PD- 1) A/ HIPD- IR PR TR s P UR a5 &30, 5l Rah & r ik
SET-RAARL (PD-L1) A1/ sl diPD - LI PR PR sl L B 45 53550, A& HiPD- 1A s &
PIPD-LIF TR AL AL AR — 5 )5 U, T ikl R 4568855 /& (a) H1PD- 1L 5¢
BEpT iR E U g A B, HR R aE A A PD- 1 HLFHKT APD-L15 APD- 119454 5 (b) 33
PD-L1 g iR sk P 456 B, FLRE S b 455 A PD-L1 HLFHMT APD-L15 APD- 1145

pas
= o

[0057] 12650016 /5 X H, Tk $iPD- 1k PD-L1H A iPD - 15kPD- L1 FR po A

[0058] 126576 )5 X H, ATk PiPD- 1ok PD-L1FTiACH AR He Al IR Pk

[0059] {12650 7y 2, Bk 4P - LH TR AT DA H AR JCHPT (Nivolumab) T
PEHHT (Pembrolizumab) R ¥ (Durvalumab) Erha% F B 4T (toripalimab, JS-
001) fZ1 M) B HT (IB1308.Sintilimab) . FEGAIBK T (Camrelizumab) &5 FIRk BT
(BGB-A317) /N5 B4t (GB226)  HEERHAHT (LZMO09) JHLX-10.BAT-1306AK103 (HX008) .
AK104 (375 42) .CS1003.SCT-T10AF520.SG001GLS-010rP [FIf T2 —Fhuk £ Fi.

[0060]  fF—osis A H, FF IR FiPD-L1HUA T PAdE H Atezolizumab.Avelumab.
Durvalumab.KL-A167.SHR-1316.BGB-333.JS003.STI-A1014 (ZKAB0O11) .KN035.MSB2311.
HLX-20.CS-1001 P T —Fuk 2 .

[0061] 265706 5 S H , Tk PePD - LHUACH ek i 40

[0062] {12656 )5 X H , Tk PePD- LHTACH AR R Pt

[0063]  F—UEs 5 A, AT iR 40 i 2 ME TR 4 fin bi)ii4 (cytotoxic T-lymphocyte
antigen 4,CTLA-4) {2 HICTLA- 450K o /F—28 5 /5 U, T R HTCTLA - 44 i 2 4t
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CTLA-4H 5 [EHTIAR .

[0064]  fF L5055 =0, Tk BiCTLA - 4404 m] LAvE B S 5t (Tpi 1 imumab) B PEAR
¥4 (Tremel imumab) \AGEN- 1884 .BMS-986249 .BMS-986218AK-104 . IBT3 10 f{){T & —F
EEZUE

[0065]  fF—LE5tE )7 U, TR HiCTLA- 4fu Ay I

[0066] 1285 7y 2, Bk (/IR AT A= A= K A F-52 Adkon (PDGEFR - o) AP35 52970 - PDGFR
o U o AEA R IR 550575 20, BT 3t - PDGFRad T4 /2 71 - PDGFRaER be A F T4

[0067]  fF L8556 )7 20, FITd 3t - PDGFRad LA A BLFr §147t (Olaratumab) o

[0068]  fF — 6 57 Jy S b, Jir iR 19 4k 245 Wik W DA B RE B A PR T DLAR Bk A 4
(Bevacizumab) 555 & Hid (Ramucirumab) I ZER T (Pertuzumab) « Bl Z Bk
(Trastuzmab) . ZE B (Cotuximab) « JEZ BB HT (Nimotuzumab) I JE B 5
(Panitumumab) i Z Bk ST (Necitumumab) Dinutuximab. #]ZE P (Rituximab) &%
RELH BT (Ibritumomab)  BLE K LT (Ofatumumab) \Obinutuzumab . i
(Alemtuzumab) ik AP (Daratumumab) &5 2 ¥ (Gemtuzumab) 1225 Z Bk
(Elotuzumab) AZE HiHi (Brentuximab)  BLOEZER T (Inotuzumab Ozogamicin) %4
It ¥4T (Blinatumomab) HH TR —Fpuk 2 Fl

[00691  fF L5005 )y G AR N eI T 29, W DAAIAS TR ZR (T4 ZR o T ZRa- 1b.
T Za-2b) AN Z PGP EE] (temsirolimus) K4EEE ] (everolimus) Mk 5G]
(ridaforolimus) P4 2 =alfg— ek 2 .

[0070] L5t 5 A, (28 787 AN ARTUBER N 51 T AAR S 75 1 5
TIRIT AN A

[0071] 265 5 AR, Bt — A R 250 A S WA il 25 7697 AN/ sk 75 FHEGFR AN,
F-205 B NS PRI 258 i T

[0072]  fF 285005 ) S, AR W Bk T rp  IREE e 2527 b T2 I £ o AR SE
B ER FREER L , B FHRERR RS JE -

[0073]  fF 285005 ) S, AR W Bk P rp AR B 29 240 S P DA 7 ek 35 il
AL

[0074]  fF—2050j5E 77 X, AR IR bk P, AR B i) (n sl sl i) Hh
PRI e el 2577 B Res2 iy Eh 55y 10mg -400mg , 91 4nffr ik i AT LA Jy20mg -320mg .«
VE MRS &, lann] DL~ 10mg « 20mg « 30mg  40mg  50mg . 60mg . 70mg » 80mg » 90mg + 100mg +
110mg.120mg+130mg.140mg.150mg.160mg.170mg.180mg.190mg.200mg.210mg.220mg
230mg~240mg+250mg~260mg-270mg-~280mg~290mg~300mg~310mg~320mg+330mg~340mg
350mg . 360mg+370mg . 380mg - 390mg 5k 400mg - /F A =B 1 HAK S, AT DA A 20mg « 40mg
80mg+ 160mg . 240mg % 320mg , 9141 540mg 5k 80mg , 15141 ~40mg

[0075]  fF 285 /7 b, AL IRk Pk, Birk 29 b ARSE B e sl - 245
RS ER A B 80mg - 400me , 441404 80mg « 90mg » 100mg  110mg « 120mg « 130mg + 140mg
150mg.160mg+170mg.180mg-190mg-200mg.210mg.220mg.230mg.240mg-250mg.260mg .
270mg - 280mg~290mg+300mg - 310mg - 320mg 330mg+ 340mg - 350mg » 360mg + 370mg + 380mg ~ 390mg
2400mg o /E s BIPER 5 i, AT LAy 80mg L 160mg + 240mg 5 320mg , Bl 417/ 80mg . 160mg ik
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240mg , 191 40°/240mg

[0076]  {F—850je )y s, AL AR Bk g rh N T IE 45 TR 29 &, (R
TR e 2577 E TR I ER 7 &y 80mg -400me o /g AR &L, a0 mT LAy 80mg «
90mg.100mg~110mg.120mg+130mg.140mg+150mg~160mg+170mg180mg+190mg.200mg+210mg-
220mg+230mg.240mg.250mg.260mg.270mg.280mg.290mg.300mg.310mg.320mg330mg-
340mg . 350mg « 360mg + 370mg - 380mg  390mg 5k 400mg . {'F -~ I 1975 , 7T L 80mg + 160mg «
240mg i 320mg , BI41°580mg + 160mg 5 240mg , 141 414 240mg o £ A AW —A> 550 75 50, iy
AN H R

[0077] A —2855i )5 =k, AL W _Eak & vk, 2 S RS e sl 2577 F ]
A R IRZ A SRS T IBEN, BE IR 2 S b i iRSE e
sl H 2577 b AT B R B o BN, Y 29 S A 0 sl R e R A A AR I, Py
WP S P IRSER e sl 252 1 AT RS2 (R & a2 48 , i il (90 o 7l 40) #
25 29I, B AT A0 (a0 Rl sl i D) RS e sl 2577 b T Ee sz (R R

[0078]  ZRAFIMEARN GIRT AR A , AR A W bk Pl b, 240 BB 25 251 IRSE e
sl 257 F ATz IR M B H A SIS T B — S A il R AR S e Ho 2y T2 ok
(P o AU AN BT DRI AR S e sl 24577 b TRz R g H Sl A — Bz il
IR RS e sl H 2577 F AR i Eh i, et 5 H e 45 2o i B sl A 8ot - il
YIRS eI 257 F TR ikl 0 oA il « B — B Az il (R — 7)) Hh RS
Jesl B2y ez (AR I B D 40mei , Y ARSEEY e sl - 257 b AT Hesz i ER g H Ay
240mgI, B H Ards4a 2510 S 17 O ) Zae 6

[0079]  fF—2850j6 5 Uk, FHEGFRAMN G 12048 N ZEAE A Adesie , A b e , 2k
—E R LA Nt e (NSCLC)

[0080] 25 /T 3 Urh , FHEGFRYM G -2058 NS A SHVIBI o e Ao JH /N2 i il
Tl AV B N i o

[o081]  fE—285 /7 5L, INEGFRIME 204 NSRS ™ FHIBIA WA 1/ N it e 2k
2963 E/ N g o

[0082] AR B, “40iR” 45 AR AR RSB e sl H 2577 b ez (2R IR T
T AR AR IATT 7 (B4R EAR T T 208 IR HUMR 259 DUk 20 sl o B iG T
299 1697 WG O, AT DU ARER AR 2k R G DU G TT IO DL AR R W, “4
87 FE R, R AR IR e sl 2577 T AT Ree I Eh TRYT 2 i, © 2R T HAIGTY
A (AR TS 7 258 SEIR TR 2% DUk 2%l e e ia T 20) 1T ik s, 1
AU BB St RAMED UM TG T T BB A Pk R I 00 o 77 “4067 IGO0 1, 82
FTREX HABIAS T I AR M S, B AR AR 251

[0083]  fE—2B5i /5 AH , EGFROIM I 204 N SEAZRAE N AEEGFREE 1762 - TT4 % FEFR X
B2 A BRI N AT, 2 U AM - 2048 N AR A7 B 762 - 77454 REFR X I8, 491 4
EGFRAME 2048 N 2E4% Jy1de HEGFR D770 N771insX%E4E \EGFR V769 D7701insX5E4E \EGFR
H773_V774insXZAFAIEGER P772_H773insXZAL ) 2 /D— i 5140, EGFRYN . F-204 A%
M1 HEGFR D770 N771insSVD.EGFR V769 D770insASV.EGFR H773 V774insNPHFIEGFR
D770 N771insNPGHI[)Z/b—Fi,
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[0084]  fr—2855i )5 = rh , A& W ok & b, ik 252 S el DAt — 2 s = /b
— PSS RS AT AR IR Lk g b, Birk 28 3Ry T DA BT 258 S m e
290 HUR LS IR TT 29 -

[0085]  fF—285i )y = rh , AR AR WA ok & vk, Bk 28 3R 7 AN AR & W] R 28
—iRyr .

[0086] L5 )y 5 H , SR it —MPiad T A1/ s Y5 FHEGFRAME. - 2050 N ST 19
TR, Ao T A B 4 TR A B0 MRS e sl e 25 E ATz dh .

[0087]  fF—2E500 )y S H , SR (it —MPiad T A/ s L P 1 77 7, Forh , AT EGFRAME -
20F NRAZBHME I IE B 45 TI6IT AR RS B e 5l 2577 | AT Res2 (1 2h

[0088] L5 Jy X, SR t—FhiG Ty i e Nam i ies sl A 1 /DNt i
(NSCLC) 57 , e Hon TR B B 48 T T A st RSB e sl 24577 b T2 ik .
[00891 B Jy X, SR it—Fhia Ty i W E Nam i ies sl A1 /DN At i
(NSCLC) I i , HoHsit T-EGFRAM 12048 N AR IA I BHVE I & 48 TR 7 A 380 AR
TRl B2y Pl Resenudh.

[0090]  fF 85 Jy X, SR ih—Fhia Ty i e Nam i ies sl A1 /DAt i
(NSCLC) 15 75 , HeHON THEAFEGFRAM - 203 N R AR Y 5 45 T80 7 A R RS T2
s 257 | ARz R .

[0091]  fF 2050 7 X, SR Fiia Ty it W B Nam i s sl A1 /DNt e e
(NSCLC) I i , HoHstt T-EGFRAM 12048 N AR AN BHVE I & 48 TR 7 A 80 AR
TR eEIL 4% AR AR B E A RGN UNRTETT -

[0092]  fF 205 7 X, SR Fiia Ty i B Nam i s sl e A1 /DNt i e
(NSCLC) I i , HoHstt T-EGFRAM 12048 N AR AN BHVE I & 48 TR 7 A 80 AR

TRl B 257 PR ik 1z B E BT R R AU 67 R B A i e
[0093]  fF b iRiasy Jy i —2e st 7 b, N T IR TR e sl B 2527 1 T2 (1)

ERIR 75 2 80mg - 400mg o /7y AR, 45141 AT LA 80mg «90mg + 100mg + 110mg + 120mg
130mg.140mg+150mg.160mg.170mg.180mg.190mg.200mg.210mg-220mg~230mg.240mg
250mg~260mg.270mg~280mg~290mg-300mg~310mg~320mg~330mg~340mg.350mg~360mg
370mg - 380mg « 390mg 5k 400mg - 7F Ky~ 715, 7T VL A80mg  160mg « 240mg 5k 320mg , 15140
h80mg  160mg 2k 240mg , 11411y 240mg o 71 A A IR — > 5t 5 2rb , Frd 771 v Dy g H 7
[0094]  fF biRiasy Iy iim—2 00t 7 b, N T IR T IR e sl B 2527 1 T2 (1)

SRR H— KR H R ERE H =2yt H—R.

[0095]  fF FaRiadT J5 ki —2e 5 )y U, N T i RS IEIN 45 TARSE e sl 2577
AR A R SRS TR R i 2577 | AT 3R

[0096]  {F L aRiadT J5 ik m—Le 5 )y U, AT i, TIRGS TR e sl 2577 b ]

s Eh

[0097]  fF—2055 /5 A, A8 R pg—28 5 kb (RIS e AR Eh TP R 45 25
[0098]  f& Faiayy ik —se sy U, UR Rl s el L4 IR e sl
257 b AT A

[00991  f¥ b aiasy Jyikm—2e st 7 0, DU — B Al e A0 TR 48 TIRSE = e
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sl HL 257 1 RS ik o e A B R B0, SRS B e sl 2% 1 T Re e ik
(R H A aRYE .

[0100] Y& Fakisdr /5 ik —2e 5 )y =Urh , T — Bz il f] (B ol slokes®) wh, kiR
TR e HIL 25 BT (N ER I Bty 10mg -400mg , 1 4nffrak 5 &t T A Dy 20mg - 320mg o 1
N R AR, BannT DL A 10mg . 20mg  30mg «40mg « 50mg . 60mg « 70mg « 80mg . 90mg . 100mg «
110mg.120mg+130mg.140mg.150mg.160mg.170mg.180mg.190mg.200mg.210mg.220mg
230mg~240mg+250mg~260mg~270mg~280mg~290mg~300mg~310mg~320mg+330mg~340mg
350mg . 360mg+370mg . 380mg390mg 5k 400mg - /F A =B 1 HAK S, AT DA A 20mg « 40mg
80mg+ 160mg . 240mg % 320mg , 9141 ~40mg 5k 80mg , 15141 ~40mg -

[0101]  ZRGUHH AN G DA , A B A 45 2506 IR e sl B 2577 b Al ez (1)
ShEE H AR AMC TR — S f AP RS R H 257 b T2 IR i AR SUEER A 5
A DARPE IR SR JE s 2577 | T RS2 (R 1 5 H ) st AN — B 7 i) ) v R AR S e sl
25 TRk i, SRR H e 45 25 SR il L Ao 0, Y ARG Je sl 25
AR R e o Foslvh AR BRI (R — 7D RS S sl 2577 | AT R
ER I y40mgihy , RS Je sl H 252 1 RISz (3R & H )&t b 240mg I, &5 H AT 45
251 B Oy 7)) 250t a6 e

[0102]  ¥& b kva sy Jy ik —28sjie g =Urp, AT DO L b — 2P 457 2D —Fh el i)y
Al AE_EIRIEST TR —2 50 7 b AF  Birk 58 3697 741, HoaT DAk B AT 254 S BE )
PUMVE 2500 TR WM 5 16T 7 298

[0103]  fF [k iG sy J5iE M —2e st g =, Birdk 58 607 A AR & W] EaR RS —iRdT
7l

[0104]  fF FiRVATy 5 im—28 500 /7 X, B s Jdieie , 191 an s, b —2E T DL
AR/t e (NSCLC)

[0105]  fF L aRiadT J5ikm—2e 5 )y U, 78 BB S5 e TR IR 2 1T, sl 2 i
BT ARYIR Z 5 s TR e sl 257 ez ndh.

[0106]  fF b iRiasy Jy i —2 500 7 S, BBy i s N A e sl e A 1
/N T o

[0107]  fF FiRiayy Jyiim—28 500 /7 X, Fr g A wliaaE Nt i sk 22163/ N
e e o

[0108]  fF [ ikiGyy 7 ik —28 50 7 s, EGFRAM G 2048 N 5842 KA ) /FEGFRER
762- 774 FER X IR 2 2 BRI N AL , 2 i A 20 AL (7 fiat 762 - T44 54 5
i X 3, P UNEGFRAM . 12046 N %A% A1t HEGFR D770 N771insXZ%47 .EGFR V769
D770insX%AE \EGFR H773_V774insXZEALMIEGFRPT72_HT73insXSEAL iy 2/ b—Ff, 3 an,
EGFRAME 12046 N 2847 A1k HEGFR D770 N771insSVD.EGFR V769 D770insASV.EGFR
H773 V774insNPHFIEGFR D770 N771insNPGHI[) &/ D—Ff.

(01091  ¥& FaRiRTT /5 ikR—20 56 )y U, ik B A+

(01101 ¥& RGBT /5 Ik —20 5 /5 sk, ik B ARy 18-75% .

01111 AF FRiasy i —2 500 7 0, Fril [ e R RS e sl B 277 1 ATz
ERIERTY Z 1T, AR Ll ghlfo By O 2002 I R R/ N e (NSCLC)
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HHEROGAERRA A SIS

[0112] A RISy T i — 2o sl U, BB AR RS e L 27 Bl
MR I — K PUE T T e A28 o LR .

[0113] A RISy T i — sl U, BB T HA R R RS e L 27 Bl
(a7 T, it S 2= CETEGFRAME - 204 AN AR B BT .

[0114] A RISy U7 i — 25y U, (B A S e U N e el A A
N e , S HAE AR AR SR FE BCRL 2557 b TR 2 IR IRy i e e — R AR Gl
IEEIRT T IR 2 e uE S S G BN EE A Do 2 o

[0115] £ FIRiayy U7 i — 2o sl U, B A S rE YA N e sl A A
N , A AR RS TR B L 27 BT BT 7 2 M BOH 3% 52 A G Epi
AT -

[o116]  fE Ry y T ik — e sl U, BB TR RS e L 257 Bl
HERBIT 20T, DA —A AT R AR A

[0117] AfE RISy T M — 25y U, BB THA R RS e s L 257 Bl
(ERTRT T Z A, S8 == A0 2 o A A R B I wR B DRE .

[o118] £ RISy T i — e sl U, BT AR R RS e L 257 Bl
IERVRTY Z 1T, HEATECOGPS CGEE R A RS FIM EZL 1R J1IRAS) P93, BIURECOGPS 143 D0 -
L

(01191 fE—2eufi iU, iy iy i B n s e etk

[0120]  fE—4B5fin Jy A Ur, iy y 7 i TR B AR 22 (PR) HOT T 3

[0121]  fE—2e5fin Jy AU, iy 7 i TR B IS ASAE (SD) T 7 3L

[0122] S5 Jy A Ur, ity s i AT F i ki O e 4/

[0123]  fE—850e ) 5 Urh, RIRia Y b il IR S G A (B an S U = 4
(CT) AN/ lhg 3 EAmnictg (MRT)) PEALIN , FIFRp AL IR 4E /o

0

M %15 BR

[0124] 1 RA S 61513 Hh o Jeg AR AR AR (L 28

[0125]  5ZjEfhl

[0126]  ZE55fiRRE

[0127]  PR:&B53 25 ; SD: i T FaE s Naive : 1)7f s DOR: s 25113 ; DOR « SR fiFFF SN ] 5
DepOR : ZEFIRIE ; PES : JCit A AAIU]5 0S : S AEAFIU] ONS . ORR: JHIN RO fif o3 ; CTCAE : N2
B AR EPRIE s RECTSTL . 1« SEAARIREI T R B AN ARAE (1. 1) 5 ¢ tDNA : JEIAIIEDNA ;
NYHA : ZHZJ Lo I P2 s AJOC : SEEIRRE K 5 22 A 2% s CYP3A4 : fififd (5, 2R P4503A4; QT : K
QTR

[0128] 1. {51 Sz

[0129]  FREERRIRSS e 40mg A% 7R il &5

[0130]  4bJy . BRI IR 2L JE46 . T6me it 21 4E 2R 44 . T3mg FLKH68 . 2mg AR FHALZF
HEZ BN 3mg I L E400017 . 8mg A AR AELO . Img VI JIE ' SR N2 . Tmg L SN
8.67mg. i, SR FER B 40mg .
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[0131]  4b7J5 T 2 45k S R 25 T db A T AR BRI TR A A, NG = IR &
40007 Pk , 3 T H8or , P Ok T, 1 O R, DN RS — SR AU RE AT IS o SO IR B
G¥AEERSE R

[0132]  TT.75MEsjEdl

[0133] 1.4y

[0134] IR SZHEIL « i A JsiaA43 1 (B A= FRIEGFR) ik 4 it P B g 4 At e

[0135]  JE L fiffpE %0 FHIABEE (SRBEE) MIEL &4 (AR (RS2 JE) AR IR INAT ek iy A= 7
EGFREE 119 AR IDEEA4 3 LI e 40 g g 0 i

[0136] AR : A3 14NAEIA [ 1 I B AR A TR A 7.

[0137]  A431403%7% 510 % G244 LS (I DMEM S 4 85 7 3 Hh o BUARL T30 0 KW A431
M, $25000410 /1351 S5E AR5 773/ LI 28 B, Be e 96 LR 1, B F-37 CEH5%
CO,, I TE I 355 75 A6 Hh 35 7R 24/ NI DR A0 i 5 4 T B o KA 5 W S e 7R Al A — FR 6T A
(DMSO) FRFC Il 55 1 OmMIF B A7 , FEAR IR TTIDMSO . SE 4 i 7 5 MR Ab & B B P4 it (196
SRR, B —BRe SO oA KO A (O/ N i e A K 20 IR 4) 5 HAth 96 AL
MRS LB AR EEAC S0, L 20K B 2500,625,156.25.39.06.9.77.2. 44,
0.61.0.15.0.04.0.01nM, AU AWK BEE = AR AL, FRS BT IRAL (Saniie At
GRS FRENT IRAD | A FLHDMSOMIR I 1505 % o

[0138] B JCAE KON IR BN Z 28 1 5577, A 996 FLAREKEE T-37°C 55455 % CO, M TH R
B 7R TR BT 2/ NI PR L R B R T TR AN N R ALINBORL TR (4°C) 1R50 % — 5
CTRIKII, A CHUE A E 1NN, Al /KB 2 /D sk, 280 1 9K k 60 C LR T4

[0139] &1 9% UK QR /KL Hil4mg /m1 I SRBIAVRL, EEFLIIAN100p] , 53 Je (i 1/ N,
I B0, L% UK CRRDE % 2 /DR bR B R 45, T FH o BEAL N 1500 1 10mMIT) =
P LSO B R PR SR AR (Tris -HCLIIR) LR , 755 10nmii KAR MYE % FEAE (ODfH) , Ik
FTER PR S A BT ) R

[0140)  AMJIASE MR = [ (ODygypips™ O pnpeeprcsmmy) / (ODro g™ O gy | X
100% .

[0141]  fili fflGraphPad Prism 8.3¥{ForHr4ich , FIHAELMESHh &R B IUA Eak 15 H
Tl - SN 2%, T FHIE TR IC B, 25 SR I

[0142] &1
A431
A
[0143] e ICso(nM)
AR B R E AR 109.9

[0144] IS J92 : XfBa/F3 EGFR D770 N771insSVD.Ba/F3 EGFR V769 D770insASV.
Ba/F3 EGFR H773 V7741nsNPHEAHE AN rI a5 I 3 2k

[0145] i3 CellTiterGlofEMIE LAY (AR IR SEHJE) AER SN/ N BT fdBa,/F3
FaE 2R EGFRANE 1204 A\ [1YBa/F3 EGFR D770 N771insSVD.Ba/F3 EGFR V769
D770insASV.Ba/F3 EGFR H773 V7741insNPHA /a5 4006 15 14k

[0146]  4ffuk i :Ba/F3 EGFR D770 N771insSVD.Ba/F3 EGFR V769 D770insASV.Ba/F3
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EGFR H773_V774insNPHATNEIE H 2500 BEfii 25T & AR 7]

[0147]  Ba/F3 EGFR D770 N771insSVD.Ba/F3 EGFR V769 D770insASV.Ba/F3 EGFR
H773_V774insNPHANMEES 77T 5 10 % JEAF I FORPMI 1640 5¢ 255 7 56 b UG TR 8UAE K
1Ba/F3 EGFR D770 N771insSVD.Ba/F3 EGFR V769 D770insASV.Ba/F3 EGFR H773
V774insNPH4NJE, $200040fi3/50p1 52 25537 58 /LI 4N 5, B Rl 384 AL, B 137
CEA 5% CO, M TEI IS R rh B5 7R 24/ NI o B B i i S e — HA 6 (DMSO) Hh A il
J 1 OmMIFI g A7, FRAR IR FHIDMSO 58 35 S S 1 - U B PP i 1 384 FLAR, 155 1]
Tecan HP D300 AW, )T 42500.625.156.25.39.06.9.77.2.44.0.61
0.15-0.04nM, FAME AWk R B AN S, FHE A= 380 FRZH L N0 . 2% [IDMSO
LS A

[0148]  JALN37°C.5%CO,HH4kER 75 72h) , FESLINA25p] CellTiter-Gloiifl ROt 3R
FRATPAEW) LA, W H Promega, §75G7573) , 1000rpmfi % 30s , Z I 7 10min %258
Yk enRERaE , BRI E 28 & R AT (Lum) o 11554 3k B Ak, A5 ook 200 it 384 5 1) 30071
%

[0149] Mo g i) = (Lumy, -Lum,.) / (Lumy ~Tum, ) X100% (Lumy, Fom i KPEE
RICHRIE, Lumy, o FORE IO CRI I, Lumy, TR/ R CIRE) o

[0150]  fEIXL-fit 5.08E AT , TR IS £ R R AL ZaT L) - 308
2%, TR IC, 8, S5 R 2.

[0151] &2

[0152] st omin AR RSB 2 IC,, (D
Ba/F3 EGFR D770 N771insSVD 11
Ba/F3 EGFR V769 D770insASV 14
Ba/F3 EGFR H773 V774insNPH 20

[0153]  £EJL3EHA ISR R 3685 FEAtBa/F3 EGFR D770 N771insSVD.Ba/F3 EGFR V769
D770insASV.Ba/F3 EGFR H773 V774insNPHEZEANIELAT B GEI et IS 1 o

[0154] 2. Z¥p{k P 5256

[0155] M 56413 « M FHAFR (R S5 JE A HuPrime ® filiaLU038 7 g M b [y 4t
FATEM

[01561  AXSZ56 T vFA/ I3k FH s R AR 55 4% e /£ HuPrime® fifi iz LU0387 (LA EGFR
H773 V774insNPHZEAY) [ N SRR ABALB/ o EPERIL /NG SR dh (i Jpea V6 i

[0157] 575G Z0%) : BALB/c Nude/INR , MEVE, 7-8 5 (MR 4 e B 1 /N ER RS | PR
18.1-24.7g, W VT2 G E MR R A IR A F

[0158]  Bh¥mEist K BEH14H - I\ HuPrime® i S AR AL U038 74183 /N F A L i
TR, I B A2 02 - Smmff R B Fe A TBal b/ c#/ N AT B AR B2, e H A 20204F
6 J116 H o £ R ~F A AR 197 . 56mm’ I, AR e I/ NSRS 4, 4341 H 9102020467 J115
H , B G e i B 29 o 3 4124 RE R EE O K

[0159] SB35 . BALB/cHU/INEUEZ R A HuPrime®ESHILUO3S TR B, 1~ ASiise iz
FEAE IR R o 18 53 o0 IR AR 5 7 JE.20mg / kg 41+ 30mg/ kg 41 M150mg / kg 41 M v It F A
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TR 8L, IRER 25, 25 25 AR 10uL/ g, T ok R A 45 T A5 BRI RERER 25 LUK 25 24—
J o AN S MR g I A O/ INBRUT BRSNS 7 FH IR SO o AR ARG
FEAIR (TGT) YA T RGP .

[0160] g {AFA (TumorVolume, TV) AT N TV=1/2XaXb X b, HAa . b5 HlF =
JHIRR K B

[0161] AN R A3 (TGT) « g i3 (Tumorgrowth inhibition, TGI) & /HyRXS T
T IR AERR 2 — A2 TCT (%) = (1- (T,-T) / (V,-V)) X100% ,

[0162] T, SCYGEH 3 A KA BRI 2JMRA AR 5 T« S840 43 20 24 O B ~F- 22 g 4k
RV IR IR AR 53 i RSO B T2 JIgg AR 5 Vo B NS IR 2H 43 21 Y O I 1R~ 32) g
A

[0163] =SB AH T IR TR FR A 1 s AR AR A R 28 MR L

[0164]  Z54CHT, /£ HuPrime® fififiLU0387 B2 |~ S M AEBALB/ c i #R/ NER Bl i ise 2
i, IR DRSS e R R A U 7 ]

[0165] 3. RS

[0166] a. 5%
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[0167]

REHY FRBMAREHLR: 40mg/H

REoH Ib #
TR B &
o EEREFFHERRLI EGFR 20 4F 2 FHEA
R A e B3R EI R A NSCLC & # 4957 3¢
(ORR, BALLEME)
KRB B H:
o RN REH R EGFR 20 4F 2 FIAR L ALY
B3R % B0 R A5 A5 NSCLC %% #9597 %
o N REFBKER RIS YT EGFR 20 42 F 465
R A A Bt B R 45454 NSCLC & HahsaH
Faife 2

A9 B & o KiTHKHAF (PK) SR b (THeiER
M. oW/ XAEFTRE TS ) LA LR, HEF
BER E R RA LR M PK 4548, QiR+ F
BRIAR 2B R A LR ASTS902 69 R E; Rt 5
FERBRR EH B9 & PK R4k, KAFR 49 PK 4
PR BIR PK 7T B (A, S8, KE,
B &% ) 2 PK ¢4 %R, THeS Rk A AR
BT R A F AT
WRMWHR B H:
o BitshJE kIR Ay ctDNA, i A K. C5D1 ok
JAit & it EGFR R Z R AR TR 69T 25 R B T4k
TRHRHKE
e ORR

R REFFRLE
e DCR, DOR, DepOR, PFS, OS
e CNS ORR

o ZAM, QHRRIMHASTERLE. KAMESF

23



CN 117957000 A

W B B 18/21 T

[0168]

B FxT -

Z M AN EGFR 20 42 FI3EA R K Fatt bt B 3Rak,
B RGEFSHE NSCLC #24%, iz kRBETT R AEMEIRA
LR REAEEZTTAAERANBSET ERERER
H T,

BHFX

VaEAEBR R 2R A A%, &3 RAA -6 R .
3k 3 AR,

o R 1: BT IKFHELTRERL 160mg/B, &
Mok, 80—k, AEZERIE. BTRIEFT,
o R4 2: LT RARFEHELRERL 240mg/ 8 ,
TEOR, HH—K, AERBIE. TR
=

o XILA 3: M6 LIKHFHLKRERR 240mg/B , E
ek, #0—K, AEAERBE. RTRREFHZ,
o E: WwRBISFARXRREN, AFHITH ZH
o4

JE.

NLAFR

B ol I AT PR NERATF R A TN AR R,

. RFXRFF 18%, FHHR&MH;

2. LAY R LI R IR SR K M AE ) fm IR
(NSCLC), E & AAESIkmisa W &,

3. B BETAERLE—RIMNB LT ERYSLF S
RJG, ik EHFENAR, 2 FBFAMIESE EGFR
20 4L B FAEANRE AL,

4. ZRXF AT P A E LT 691E— R (B 9 B AT
A3 AICC % 8 IR):

1) 2% EH: aRABAIRE —REARERNBET
M REFERH B FRRIEFHIAKERERS B
B (ARHE N ARELSFARNAT)RER S
NSCLC & #

2) b EH: HRA LI REIMEM R A MBS
I 0 B3R B (B ) REAF R RAKST )R 4EH#
M NSCLC %% .

5. A& £V —/T R M JE 5 k(R #E RECIST1.1).
6. TREHERTZEHELEANVBE I,

7. ¥ &8 ECOG #F4 0-1, i &w 2 Bl EAHE
Ik [ TAL;

8. MAAXRAGEEHFI>12 B;
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9. AEHAHTIKALRAEGARDA 7 RA#AT
fodEdR A E, HAWAMN; RAFRAGIEZKET
VARBATIEIRIE S BB E, ARG EXLH: 50
YRV E, RIERMBEEFTELIFZEY 12/MA; R
FHEFEFR, FHRYHPLHRZXERFHLELAEREL
R BB VA BAZ 2 /G 6 A A W RIRA 308 5 156 ;
10. &5 AR AMAAR, ZE4HFEREFR.

A VA TAEAT— 06 EH RRENLARFFR.

1. BRI FHAERTHIKmIEH T4 NSCLC,
R TH DI, A2 R kR 5

2. A KBE AR F F 4 T AHF R VA S 8 AT
LT

3. s R BiEE T4t EGFR %09 A 4t
B ET (L LT HMmRAEHMAY, EGFR TKI X
WARE) ;

Gt HE HirE2 2% =X EGFR TKI ( & L %
MR ) 09 R RIETRY R ST

4, BZ XA THIT:

1) BABEF 4 ARELT 30%00 EF#AaT I
Bit K @ AR R4t

2) BARMBE 4 B A EkT R R AR £
XKFARE, ERsod@%,. A3YBEIMEEE
FTEA 6 F RBAERSL;

3) EHERLHA 7T RALAL CYP3AS %474
M 21 RAEA L CYP3AS 557, HREAHH 2
JE) P9 3% TR 2 X 36 B 8] F B4 R VA AT U8 A 1 R Y
PR PHE A AAMBHEBS RGP E AP
2 H

4) GRMHGHT 4 ARBWEY 5 AFEHN G Se
FFAEZ AT 2 A R B ARG SRR IR

5 BAAGH 14 ARNEBLTHERAFE LS
975

5. AR ABEE 8 S R GG IR S5 AL K AL TG I 4 A
ZRB T AN, FemeEH e L h: 2T REN
JEEEAL G TT, W RERAEERLEREY 2 B, ER
TR KB BREMETT . WwRARE N EA B &
T B ML HIE T HAAE, TR A SRR A AL B AT

[0169]

HRARR
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[0170]

VAZH N,

6. BRERIM B ST FHEAKEIE KCTCAE 1 4
(CTCAES5.0) (L& . BRAZ40 R IG T AN RAY R M0 5
WRERIN ) INHEAREILZ 49 KF;

7. AR ER LR MEEFRBRREERRE;
Z A0 KRB ARG T Ja e RIERAE . BV 28 RA T
VANZE;

8. AHEECLBMMBRE, RIAEAEF LT MIBE
(CATRIERERE 5 FRIELGEHEF BRI, 4o
THBALR, R AJR 0B VA BT R R SL Sk ok B
F);

9. BRAZA B F MR (ILD) « 2549 M 08 Fi b B 5
T K B BE M6 9T ARSI K RELA LA R
AT 57 s R R ILF

10. A EERARERG 2 WERRTEZET, FRH
NARESHmiXEd, AfES0/E. BLRRK. B
W (NYHA S EESET-IV) o REEZ LR, |
FRNEALOPAER, FTHHE OB EFERSE,

11. 8 7 S B ERT A Z 4 93 ( LVEF )<50%;
12. 6 AR&EX4 QT B LKA HIANF T4
¥ An QT 18] H3E KR 9 H Al S AR R 7 6 RS
o B R AR E QTc>470ms, TAoM AR X A5
s I EBEAFME. A RMK QT B4, P&
IRAF fJE | K E A SRR T 2 QT ) A K 69 2 4h 5
13.2E B MEAFF, TRYAFLGMGEAN.
515 R B IR R 5

14. .40 AT (HBsAg Fats ) . AAF ( RAF Ab a4t )
KA K BTG RAF (HIV FURFE M ) gk

15. 008 B Mk IR E B H AR 506 57 4

16. Cfn A AR AT & 7o KR A X, HLIE A ZAER B AT 18R
7F;

17. B ke AR EE TR £ R A %1 F) Bl o i 40
18. iE AR R 5L, B R AR R IR E 6 Ko 2
KA R MR o AL S;

19, ZRFARMNME £, TAEE T HFR 6 & ARAL . FR4b
REKE;

20. FF 50 A A A REA A KA 84 B A L.
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AN 30 Bl%RA, A 3 ARBA(ZETRA
EAF 160mg/ B , 2276 % 3K A 240mg/ B Fe 4176 % XA 240mg/
H), FAKEE 10 A, 26 % KA MABEA 160mg/
H X 240mg/ B #) &40,
[0171] ..
i R
KT FAKSE T7 BOPMN AR (RECIST 1.1)# A7 #4457
A ECHFH | 15
WY o % A B @A S (CT) o S A
kA & (MRI).

[0172]  Db.IfIRES R

Wk % 2k 5% +A
(240mg) (240mg) | (160mg+240mg) | (240mg)
ORR | 70%(7/10), | 28.6%(2/7) | 21.4%(3/14) | 52.9%(9/17)
DCR | 100%(10/10), | 85.7% (6/7) | 78.6% (11/14) |94.1% (16/17)

[0174] {43 H 160mg i 7K |, R AR IS JEX HATEGFR exon20ins 54 1/ N
it filiges (NSCLC) HAT B BT ImRg V' H s 764 H 240mg AR /KF T, SRR RSB e i By
EGFRexon20ins Z&4F VA B A IENSCLC AT (B Huisg 1 H

[0175]  c.Zcp Mk

[0176]  160mg-240mg | 5t K %5 2, ME R 12 4 M AE 2 20N B i « BERAS R ROM
I B HEOCIR S0 A0 7 S 5 AR B HA R R - (AE) BRI AES™ R A, 20
CTCAE 1-2%¢. Il R 167 HH 160mg - 240mg 71l K A% 245, AR e

(01771 =S

[0178] AL IHBR A — PP E A IR A 80 iR e e sk H 2527 bl sz iR A se 1 25
AR BRI 25 A, BT iR 29 40 5 F TR 258 07 RN/ s U5 FHEGER A1 i 1
204 N AR T 1 11 29I T o AR BHA A5 7 AN/ B 1T FHEGFRAMN . - 2058 A\
AN TIPSR TT 1, Hh 4T BRI A IR SE R Je gl 2527 ol sz iy dh o A
KA 23 505 T FHEGFRANE. - 205 NS NS035 (Bl andfE/Ngn e il (NSCLC) )
TS IIaTT S H HLEIMERN, e 5

[0173]
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" PR BB

/11"

BB (mm®)

800 -
700 -
600 -
500 -
400 -

300 -

200

100 -

——B1, W
—e—i82, R@EBRESE 20mg/kg
——iH3, PEBERESE 30mg/ke
—a—iH4, PEBRESE s0mg/ke
1]
10 15 20
LT SPS 5

41
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