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NEFZEEMT 25 B fE 4HBEHGC—27/PTX R H &% 753k

BRARGE
[0001] ARSI P K A= e 2, FARES e N ERAZ IR 24 18 Jeg A HUHGC 27 /PTX R il 2%
Jiie

BEREA

[0002] & J 2 Tt 5 ¥ Bl P R SO0 R ) 55 = DR IR, R0 40 5 A0 1 4 08 Jee R St P A e
5 A AR L L T0 %6 B S I o i R B, R R ARG L&, 48R T 2
BEFE YT B R 1 BT B AR 18 = RS T 25 B R T R0 T B PR L SR A
Iz T B IR YT B REE R R AR, AR 24 ™ EPHAG 1 R Ak Sk ot o W TR
2 B TS 245 AL 1 5 8 2R 00 2 T 24 SR gS o2 At o i il 1 S B TR WP 2 5 R 4 D T 245 AL 1 7F 7 A
il

LZBARR

[0003] A< BH BT LA e ) B ) B2 S AL 0N 1 T ) SR A2 Bt 24 WL A R A

[0004]  Jfifik BIRFAR IR R, A B SR T N AR 2 B e A HGC-27 /PTX
[0005] A<k BH T4 AL N LA I 26 5 Je 40 HGC—27 /PTX , A Fp [ 4 A 4 B P DR
PR R @ i A= Y R 0 B PR G5 I CGMCC No . 13596 6

[0006]  Frik NRAZEEMY 25 B J QMIHGC—27/PTX CGMCC No . 135967E fill & 7= i H 1 . FH A1
J& T A B B AR A IE L 5 B 7= i B DI RE AT AL BRA2) BRA3) -

[0007] A1) YR AN 24455 5L 5

[0008]  A2) 5T N J ) SEAZ B 25 AL 5

[0009]  A3) #F 5 N 15 i 4 MU 10 T 245 200

[0010] N SRAZEEM 2 5 e 20 PRI 1 45 D7 VA & T AR R B OR3P o N ASBE T 24 1 e
ST ) ) £ VR TS G0 R P IR AN B AN RHGC-27 NS AR , R HEAZBE T 5 5 3k
13N EAZIEM 245 1 Jm 40 A

[0o11] BRI 7k, Brid R AR 57 IR T FE I T 2R

[0012] (1) K5 3% N\ 15 Je 4 RHGC-27 , 15 31| 20 M B K«

[0013]  (2) FEHGPER (1) 5, BAT R H T, RN B R4 RHGC-2TREE 21 T 1E
AR K BT RIS S RAS R IR T IR

[0014] BRI 7k, ik 85 72 R 2 2L AR AT N 510% (v/v) IR 4F g AL % (v/v)
HER/ MR RPMI-164058 &R 77 % .

[0015]  RiR#i#& 7k, iR 85 7 1) 260 :37°C o

[0016]  LiRH4T7iEA, frid “HAT RS S0, B RIRE G D5 a” BAR R N7
WIS, SRR ER KA N2, 30M 4. 6nM.9.2nM.18.4nM.36.8nM. 73 . 6nMAl
149.9nM.

[0017] Pk NRAZEEMY 265 B J AHIHGC—-27/PTX CGMCC No . 135967F %5 5 155 W 265 40 % iy
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PPk ) R AR T A B B AR

[0018] RIS FHH, Birid Beed vl o e

[0019] ik N CEAZ BT 24 B J 40 AHGC—27 /PTX. CGMCC No . 1359678 57 1% 471 I 24547 v 1)
I FH A T A B B AR A T

[0020] 3R FHH, B e 254 vl b 5 254 o

[0021] Pk N CEAZ BT 24 B Jie 40 HGC—27 /PTX. CGMCC No . 1359678 57 196 1 s Jirk 723 184 5 f)
230 ) AR JR T AR B AR L

[0022] B3R R FHH, BT Bed ol o B e

[0023]  FHEL TILAEAR, A K KA 28 R W F -

[0024] (1) A B ¥4l RHGC-272& — AN R i AR AN o I PR FH 138 97 B T Ak TT 259
FEAE FH () 3 R v 8 S BT 24 1 e R, 998 A\ % 24 W 7 A T 24 2 S e FL AR 9 5 2 114 B R
DR o 2% % B4R AL 1 N SR T 24 B e A O HGC—27 /PTX MR Fa e , AT Fa 8 2 WAL 8 T3 5
AR 2451 73 T AL AT IR FE

[0025]  (2) Ak BHERAIL A N A2 BN 24 15 9 40 BRHGC-27/PTX B A Ifi PR B e 995 N I AE 9
SRR, SR A AT B e T 24 AL R AR Y, R 5 1 ) LA 2 e i 24 3 T
AT I

[0026]  (3) 470 iR 24 0 ) B R Sl o A B 7 2B 24 ek ot s A 7 9 3k, T L BB L R,
T 245 40 B i 2 0 2 R0 28 XU 250 5, B — Fh 259 1) i 245 2= F 3 LR HL e 2
VIR 52 o A% R BH 4 37 (1) IR S 40 AR Y , S AZ B 7= AR i 247, (ED0 B AN B i AT 24
W WA AN LR R ) TC 24 1 , 2 T AR B 24 A2 BTt 25 01 i F 0 AR

[0027] DRI, A< R AR AL N SRAZ BT 24 15 i 40 HGC—-27/PTX CGMCC No. 13596 2.4 H
T N HANME

B3 152 R

[0028]  [&]1 29 S f5] 1 45 B — 1) e B 45

[0029] |27y S5 3F¢) SE 4R £

[0030] Ry i

[0031]  RlEzdid : NEAZHEMS 24 15 T 40

[0032]  Z: R A RE (BR) (HGC-27/PTX

[0033]  RyEALAA « H ol A P o P OR i B 25 D o A AR b ol
[0034]  {RERALAL FTFR : CGMCC

[0035]  iudik: AL A T RHARH X AL R VGG 1 5 i35
[0036]  fRjE H #1:20174E2 H7TH

[0037] {3 O B D A4 5 : CGMCC No. 13596

= JENSL)/ S

(00381 AT f4) S5 i 51 8 T 0 e S PP A A A LR AN R 2 A B T o I 3R S e A1) 1 55 B
T3 TR R UL B, O H BT 15k o 3 St 91 o i T AR S B8 AR, A0 TSRS B U B 5 220 K
T HA BRI VIR 7] LR SERt] ) € B S, ¥ B = IR R S, 45 R
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SPEIH
[0039]  RPMI-1640%%7:3E  iG4- 135 . 0. 25 % EDTAMKE (A B (7 5 A FR N “0.25% Trypsin-—
EDTA (1X)”) F1100 X 7555 2 /4% 55 5 Y NGIBCOA 7 7= i o i 2 25 22 7 i (R PBSZ2 1)
HycloneZs & (77 fh o N B I8 ZH I RHGC—-27 Ay v [ [ 2 R 27 ¢ FE Rt 122 24 9T 5 i 4 i o o0
(077 i o A2 BV S R M A S W A2 T (47 i 5 BEA% 2 30mg / 5mlL o I 4173 5 ¥ WHospira
Australia Pty Ltdf7=fhs 304% A50mg/50mL o 5K BEIE VE SR N Rk 2G ) /P i s 3t
¥ ~0.25g/10mL .
[0040]  £10% (v/v) fad- MG A1 % (v/v) B85 5 /8% 2 IIRPMI-16405¢ A 85 7 HL 1044
FAO A A 1037 LA 100 X 75 85 2%/ 5 55 R ISIR B RPMI 164058 45 1% 7 FE TR A 1 il »
[0041]  CCK-8 TR il £ 77750 « HH 104K 43 CCK-8 F90 /A FA £ RPMT - 1640 58 4 4% 77 Jik
TR 1T B o CCK—82M H AR [ AR 578 72 BT 77 i
[0042]  AHXFVEPETHE A

R b S b — SEAGER TROGAE — 2 AR RO G
Lo0e3) A= A A R AL T Fl— 2 AT RO OO
[0044]  fiif 25 4EH T A A R
[0045] i 24454 =HGC—27/PTXIF) - 4 il B /HGC—27 /DZ ) - F A | e FE
[00d6]  SEiAs 1\ N SEAZ BT 24 15 e 4 M ) 2 7
[0047]  —  NSEAZTEEN 24 5 i 40 a1y 2 <7
[0048] R FHIZ D i 9 SR AZ B VR i | (R B AR PR 7175 SR i NSRS RE Y 2 B e 4 e . 2
PP IRAK IR A F
[0049] 1% &HGC-27&VF K
[0050]  FHO.25%EDTAM S A B TH 10 N B I 4 RHGC-27, 2R JE IIN “&10% (v/v) JRZE I
EHMLY% (v/v) B ER/HEFERIIRPMI-16405E &R 7757, B T37°C .5 % CO5 F- A h 15 7%
155 A 55 T2 X 10°4/mLIFHGC-27 B o
[0051] 2. & B 7k R
[0052]  HR 3% 77 ML, AN NRPMI-16405¢8 4= 15 77 5 JHGC-27 0 V7V R A2 By 1, 15 21
Bk R %I FRAR Rrb, N B A0 RHGC-27 I B 936 X 10°AN /mLL , S A 5 (R Tk Sy
2.3nM.,
[0053] 3.%%%:
[0054] B4R F () B T4k R B T37°C 5% COE F-frh 5 3748h, ARG F kg 9 5 U4k
Y
[0055]  4.7&¥k
[0056] A BRSUSCEE I AR, NN JE SPBSZE MR & VE3 IR (H 1 vk KR I R &= 23 bk
B BH 245 5% 4 M ) B2
[0057] 5. faEAEK ALARME T
[0058]  HW 5% Rk 5 WA 40 A, M ARPMI-164052 43535 5L, B T-37°C 5% CO 55 F2 41 h 8%
7%, BN TE 3 A2 K (595 BAIA] FHO . 25 % EDTAJE 8 (A B T 40 20 B I Fa e A& 483 0K)
[0059]  #% M8 ik 08, LA BERI IR 92 . 3nM” AR IR B 4y AL R (U 5 4 . 6nM
“UERSIE AU N9 . 20\ L AL BE IR FE 18 . 4nM L AR A (KUK 5 36 . 8nM” “E A2
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WP T3 6nM” F1“LERSIE (IR B 9149 . onM” , FL e B BRIA AR , $R15 N S8 I 24 15 S 40
FIHGC-27/PTX .

[0060]  Zid A&, £ SR AZ LR N 149 . OnMIsy , N\ 8 A2 BRI 24 1 J 40 W HGC-27 /PTX ] £ 7E
K AARFIE TR

[0061] N SEAZEEM 24 B 5 40 HGC-27 /PTX T T-20174F2 7 H A58 T v B 1 2 0 e
U T R S @ A Y ot (FRIARCGMCC , ik g - db 5t i I FH X AL R PE K 1 5 B8 3 5) , 1
5825 CGMCC No. 13596 . N SEAZ LMY 24 B H 40 UHGC—-27 /PTX I A PR A N SEAZ B 24 15 i
YHMIHGC—27/PTX CGMCC No. 13596, fai#K AHGC-27/PTX.

[0062] 7R 50 1 SR1G N RAZ L 24 B S 40 HGC-27/PTX I ik FE Hb , ¥ s A g g (RPN
B A1 L FRHGC—27) 85 A 75 FR A AR, S A0 S AR 40 M AN S8 A2 B i 24 5 9 4 PO HGC-27/
PTXEA KB AR EL 1% 85 77 J5 1 SR A 41 i iy 44 WHGC-27/DZ

[0063]  —  4fTEAS 2L
[0064]  7E{3)'E B8 N 4 B EZHGC-27 /DZATHGC-27 /PTXIITE A, LL B R FH A TE A K
NN B

[0065] =86 45 B L 1 (ARIBYHGC-27/DZ , CAIDNHGC-27/PTX) o &% B & B ,HGC-27/DZ A1
HGC-27/PTX34) 2 B 2 M BE A= K s HGC-27 /DZAR MR /NS — (1 i I 4 i 22 AR T 5 5 HGC-
27/DZAHLE , HGC-27/PTXEH B AR FE AR B, B A A AR K, 2 A LG s/, A %
XL, W ot A RORLRE ) i 8 22

[0066] St f51]2 \HGC—27 /PTX X 58 A2 - MBI FH 95 bR s g (1) 0 14

[0067]  1.HGC-27/PTXRH 442 B () a1tk

[0068] X E LI, R JE AT W R DR

[00691 (1) FE&10% (v/v) JEA-MLIEAIL % (v/v) 85 & /4 5 K IRPMI-164058 4 5 57 3k
rh 5% 5 U4 A (HGC—-27 /PTXERHGC—27/DZ) , 3R 1540 At B V7K

[0070]  (2) HXO6FLAR , FFFLEEFP100LL A TR (1) il & ) 40 f B v i (L& AR 4H AR £11 X
10*4Y) , B T37°C 5% CO¥5 324 P B F224h.

[0071]  (3) 5E R IR (2) 5, HUFT R 96 FLAR , NN SR AZ By SV, 19 B Ab BRAAR R s 45 Il 4
M NHGC—27/PTXIS , AbFRAA £2 v () SR A2 B R B o2 . 5nM . bnM. 10nM. 50nM. 250nME%, 1250nM
(AL R E B E SN E L) s LA M AHGC-27 /DZI , AbFEAAK 28 H ) S A2 B 9K 1
J91nM. 2nM. 4nM. 8nM. 16nM. 32nM. 64nMEk 128nM (B SEAZBEIR FE R B3N AL -

[0072]  (4) SERP IR (3) J5 , W AT IR 96 FLAR B T5% C02. 37 C 5 IR 4 Hh K5 77 48h, 28 J5 71
FfLH B IR, B FLRE I 100uL CCK-8 TR , 4k %25 % 02 37 C 577 30min. 1hak2h . i
Ji R B SR I A5 0nmAk (W SEAH , 3B AEL . 0~2. 02 [A] () 4 (Fc 35 TR [A] AN [] 4345
(1)) B B T B HGC—27 /PTX YR i T R i

[0073] W EAAXIRA: HEAE10% (v/v) IR ITER1% (v/v) HER/HEERN
RPMI-16405¢ 4235 7= 52" A8 A M BV v, H e B E R SL ol . B AR R E 3N
FLo

[0074] ¥ E4NAUTIRL : SRR 5 10% (v/v) AR IS A1 % (v/v) B R/ MEE RN
RPMI-164058 435 7= A B A B S, F e 35 AR IR SR B0 4 At Pl B i B 3N 2 AL
[0075]  DLSRAZEEAE FL A (I BE R AR AR , AH G M R AL b, Ll A SR AZ B A B 5 13 DN 4
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i S () FE T

[0076]  SBG & IR WLER 1 H 28 47 . 45 SRR B L HGC-27 /PTX I = B il 9 & (1C50) N
658. 3nM, HGC—-27 /DZ K] - He 3 ik & (1C50) Jy4 . 73nM; it 2546 % (RT) 4139. 18, [l 1t , HGC-
27/PTXJE T = JE i SRAZ B (O SCkIC 2K« i 25 6 0<5, AR FET 2 5 5<Tif 25 F6 5< 15, N
S 24 T 259680 15, N M 2)) .

(00771 F#1
PR E (1C50) y
%) i Z5F5 4 (R1)
HGC-27/DZ | HGC-27/PTX
[0078] YA 4,73 658. 3% 139. 18
N4 2. 47 4.14 1.68
TR BB I 22. 26 20. 97 0.94

[0079] yE:+xFIRZEFEE.

[0080] 2. HGC—27/PTXXe il £ f e e 1

[o081] ¥ B SLIGAH, SR e AT W R AP IR

[0082] (1) [E2BHE19 (1) o

[0083]  (2) F2PER1IH (2) .

[0084]  (3) SER AP IR (2) J5 , BTl 96 FLAR , IR 5839 , 73 B AL HR & 2 5 kb B AR ZR
HI AR N0 . 5nMS InM. 2nM. 4nM. 8nMEY 16nM (BN AR E i B 31 E 1L) »

[0085]  (4) [ H81% (4) o

[0086] % B 25 XML : SRR “510% (v/v) IR ISR % (v/v) HE R/ EEN
RPMI-16405¢ 435 73" A= 40 M B il , e R AR [F) 5L B0 2 o BN Bk FE 1 B 3N R AL
[0087] ¥ B AN IR : AR “E10% (v/v) BRAFEMER% (v/v) BB R/ BEHE R
RPMI-164058 435 7537 AR U EH R S, o e B4R F) S 30 40 - 40 M B i i B 3N AL
[0088] DM EHTE FL H 1A R B A A A, ARG 1 S N AA R 5 b 5 M1 Ak 38 5 A5 00 200 i 154
FAIFRSE .

[0089]  sOf &b B LR 1 85 =47 . 45 KB HGC-27/DZAIHGC—27 /PTX N M B 1) BBURS 4 T
BEER.

[0090] 3. HGC-27/PTXX} 5 bR MEIE [ LR

[0091] W ESLIGH, SR e AT W NP IR

[0092] (D) F2BEE1H (D) .

[0093]  (2) [ HE1H (2) o

[0094]  (3) SERP IR (2) J& , BUFTIR 96 FLAR , NN J60 IR M g v 63, 459 B b BRAK 3 5 b 3844
2 i F PR I PR R B 9 1nM 2nM L 4nM 8nM . 16nM- 32nM ., 64nMk, 1 28nM (EAN 80 bR 1 g vk Ji
WE3INEI .

[0095]  (4) [EIE8814 (4) o

[0096] % B 25 X B4 : SRR “510% (v/v) IR ISR % (v/v) B E R/ EEN
RPMT-16405¢ 445 77 287 B A ML B0, Fo e BB R SL 30 40 - AN SR B e Ik B i B3
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FLo

[0097] & B ANAE XS HRAL : SRR “510% (v/v) IRAFILIEFI1% (v/v) B &=/ HER R T
RPMI-164058 415 77 7 A B 980 PR W6 g 3 0V, FL e #R AR R S0 4H 4B B I I B 3N B
FLo

[0098] D) g8UpR M g 75 L H (1) FE R AR AR , A 14 9 AL AR , bE B 980 PR s g Ab B S5
DN B B B R

[0099]  szEG 45 F WK1 5B PUAT . 45 R0, HGC-27/DZFIHGC—27 /PTX X} 480 bR W g 1) i Jek
TR EER

[0100]  FIR&5 S ERHH  HGC-27/PTXXN SEAZ W F= AL i 24 , AEN H B PN B i 5 AL ST 254
N A A 6K s ) TEi 265 M , A8 B AR B2 S AZ I 25 B Il B T B A

[0101]  SZJitafs3 \HGC—27 /PTX £ i J SR

[0102] 1. 7E&10% (v/v) fRFIMIERL % (v/v) BB R/ 555 R IIRPMI-164058 AR5 77 2k
B A LR (HGC—-27 /PTXELHGC-27/DZ) , 34540 i BV v H o

[0103] 2 HWOFLAR , T FLEEFh2mL D IR (1) i) 4 1 40 i B 7 FF (AL 293 A M40 30 X
10*4Y) , B T-37°C 5% CO35 3240 R 1 F224h.

[0104] 3 HUPFIR6FLAR , N SRAZBEVE SR, 19 B AL B 2 445 I 40 i )y HGC-27 /PTXIN
AR FRAAR R () EAZ B B VR FE R 128nM ., 200nME400nM (BEAME S BEIR R B3N FL) s 455
DA NHGC-27/DZI , AbBEAA Z2H 1) S8 A2 BE AV B2 D InM 2nMERAnM (REAN A BRI B B
INEAL -

[0105] 4.5 R B3 )5 , B BT iR 6 FLAR B T°5 % C02. 37 C 1 IR M b 1% 57 48h, #1540 i B 17
W

[0106] 5. HY 4 ffu = v ViR sl 4l P B v iR 20, % 3. 1000rpm/min &5 Cobmin, W EETTVE

[0107] 6. HUPIESIAE K VTVE , I ImL T I PBSZE iR H 5 , 28 J5 & i 1000rpm/min B4
Oobmin, YEEDTVE -

[0108] 7. HUPIROWCEMIUTIE » I 250uL T [ PBSZE hif B8 , 4R J5 1830 N\ 750uL il
AITE/K B GRRgIIARESD) 45T, B T4°COKAF i 72 8 &

[0109] 8.5 PTG, iR 1000rpm/min & Crbmin, YL EETTIE .

[0110] 9 HUE B A ITIE , M ImL PBSZE Pl # &, %53 1000rpm/min B Lr6min, U
ELUTE -

[0111] 10 BUE SO I PTTE , IMAN300uL PI/RNaseZE M , 25 0% & 15min; 41 g
i et i f P Q4 SR I 40 B 138, 98 J FGraphpad Prism 534443 B 48 JA 31 43
i o

[0112] SO 45 5 W 2. 45 BB, SHGC-27/DZAHEL , HGC-27/PTXHISH (41.44%
vs.32.9%,P<<0.01) 562/MIHZHAE (37.87%vs.18.36% ,P<<0.01) LI I % . %
FZBEALERHGC-27 /DZINF 5 G2/ MBRAH L LY 4511 [ 58 A2 Ik B 38 hn 38 40 s F S5 A2 BE AL BRHGC-27/
PTXI , S AZ BT A0 B J BH A 52 ma /0, B BHHGC-27/PTX T A SR A B 77 AR T 24
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