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TR I TT B B R s o B R

AHIEZLL CN H1i5 54 202110482012.2, HiEH KN 20214 4 A 30 HHHIER
HAh, FHERELREN, % CNFHBERNATFHELEIENBEINERFEF.

DR G

& HRIFY R AGWTERIT SHIRTE R HEARKERE P RMNA, BEERRTHE
PR, e R K R I AR v T X BN T R AR DI B R MR B A B B SRR,
W& — RAIT BN IT RICH/ER B R, S H0T RICHN/BE R R, M/REH
ZWR T R I/ B R R

BREAR

BERERAFTLAEN—KAE. E£XE, BEDARIIRTOMERKKE -
RFEH; EHE, BERRARBE LA, 2019 4, FEBEMEHRRARS
N 440.0 TN, FETABLR 2624 T A BERKRABRIET ABRAR LK S
BUWRYR T T S SRR K.

W7 RIEIE T EBEF R —, BEERLTEHYARESWERNERE, 5
BHERAME, SIRBZNTERARRN. NTREBESSENERER, BiEH
BEWRIT T AT A, SRR D . REEY £ENET T CE
TEKXHRE, HA 20 g 70 FRLK, —HEERTHCEREETRIBEEEN
%, MREAMERAELD ., BERNKIT. S TFEAGYRLIEYWRITHEZET M.

BRENALGYAFEAERE. FRESHNFENRRMRERESMNL, HH
SFEBR. BHBITHMEER. ADC %% (Antibody-drug conjugates) , EJHi
HEBRAY, R—RBIUFELEATERGEEEARARRE N FHRZER (B
5F) BERERKMEY. ADC 5 FHANER)E, TET 8 wERERNSEERSEH
RREMTRE S, EANEERA, EANHERAK ADC 57 s Ak 2 F/sR B 1
FRRR B HH R 4 F BAIA BT KSR 4U MR B . ADC 45 & 7 S o e iR 58 i M 3 A0
N FREARBEESNA, ETREDN THARERNTENER, XOTREEWIT .

ERf&IRCH LK ADC ¥ b, BREMEEST AR, WER. LIRS

F. HES ADC BYHELERIN I EZHR A REMTHHRANFE—EHE, IR
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REMRAETRSARENAR RN, oF—S¥%. KR /B G M ERE K
BITEMERMMFT R —PRE. Hik, IFEFRE ADC YT XEER. EX.
A/EE IR PR I R BB T 7, A R R E TR ML, DU L8
HERE R TR

RAANE
F R T ROFREDTE Y BRI E S 267 BRI AY RS,
{D-[L1-(L2)m1-(L3)m2-(L4)m3-E]}y-A

R
ﬁi:':"
T el
Lo G
2
Lo b T A RO R & NS (BRI R

BBE . ERE.EE.Ce i .. G Co it B REBAK Cre 5EE (I I1-CH2CND.
CroftE . Crro JHEEET Coao SREE; Zi AEHERE 2~10 MEERARKAK; xi Al x2
FEBHA O 1. 2, 3. 4, SH6; FHLWIMELSDHE. L2 BEL
5 L. ME;
o) 0
1 &HJ\,O\)L”(/\/O\)_{),Q
y

L2 N s Hr, yiNOL 1. 20 3. 4. 5. 6. 7. 8. 9E
10; FH LM 1ABLS LitHiE. L2 BLS L HIE;

L3 N 5~12 ﬁ:,%y%‘tfg

Ra‘w’ﬁ(zz')a//%

Lo H 1" , HH Zo B Cre MR, Cono WHE. Coo WHRE. A
Cos WH fedk; Rs¥EH H M Crefid; Zs AFEREN Cre WhidE; RE, R 5 Zs
HEFETERENRIRE TR 4~8 THRIFE; o H 0. 1. 2, 3. 4. 586, HH L2
LB 5 E HHE. 1L4 1AL EA S Ls tHE;

ENZ . B, % ROAHONE (BIIDARAD, BA0. 132,
HER 2B AME (BIS A ERAIEARE. EH 1 LELS Lotk

mi. mz M ms & BHBMLHAN 0, 1. 24 3. 4. 5. 6. 7+ 8. 9 H; 10;
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D ANAEMEESF B

v 185 AN BHBREE S A {D-[Li-(L2)mi-(Ls)me-(La)ma-E]} 5 R, B B 110
Z IR H; Uk, yiEE 3~8 2B (Bl 3. 4. 5. 6. 7H8);

A 3T Trop-2 BB RSB ST E & Fr BL.

FEMT SEHETT SR, PR BN R LR IR T R, BEARHEIR T TR, BILEY
BANE FIARERIT AT FARVIBR 3 3 ARue  si B te se il . FE— SR sEi oy &b,
Frid fr ¥R 7 248 NCCN 8 CSCO 297 36 P 77 M & Xt BT il Fi 988 050 RO AR VR
VAT

FER T RHETT R, R NS — &AL TT BWIRT R/ E R . 7
—ESEHE TR, TR —LRWITAYRTE NCCN fEm M CSCO 1297 8 m #E77 I 41 5
P 3 b 98 B B — R AL TT 2540

R LHTRT, R mALEUT R/ E R . SRl T R
W, FTRBUT &6 NCCN 4875 CSCO 1257 $8 P #2 1O B X JT 38 fib 8 530 R ST 77
E

FEERGY SEHETT R, PR R B 9 42 B 111 25 0 B A 9T R VR 9T SR ORI /BR LR e
. RS R, TR AWRREITERE NCCN M CSCO &7
P 7 B BT T 3R ik 98 53 R P B [e0) 245 00 B R BT 0

FE LM RT, FTRMERFESEEARTIIRE. BE. B, WEE. K
BERE. wEE. . SEBRE. S3R. TENEE. BiRE. B, s
s MERIIE (B = FL R Her2 FHMEFLARRE ). BV EE (HIBNE B
O B, M. BREE. BENUE. BUREE EEE, SRk, Frik R =
BItEFL IR . Her2 PHUEFLIRE . WRE. BB MESUREE: S—DSMREu, g
BB N = B M LIRS . Her2 FHIEFL AR . SO SLE ok B & .

FERT SEHEIT R, Frd e 5w 3L IR -

LT RT, iRl R a8 EARRT LT XA Luminal A 2, Luminal B
B, Her-2 FHIERIA = MR,

FEHR S KRETT R, PR R 5w 4 = B 3L AR

FERR I SERETT SR, AT MBS Her2 [H M FL IR .

FER T SEHETT R, Tl R 5w BN S

M KRR, FTRMEBAFEEARTUTRE. HEURY. MAREH.
3
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FERRSY SEHMETT R, BRI SOR A B

FERROYSEHETT R, Frid Bm A EA R T U TRA: 8. IREUE. SRR 1R .
RAATE ML A2 UL R -

FERR ST SEHETT SRR, IR P S R R

FEHRR > SEMETT S0, Frid AR B EA IR T LAUT R . b Sz R b2 38 iR
ZFSE . SERE. A WBNR . B AGE . RIER CB R, 4k
KA R

FERR ST TS SR, IR B S5 I O

FERROY SKHETT R, BB AR EAR T T RE. R £z (BT &
B 0K 20 M e A R

FERRIY SCHETT IR, IR PR % R B b B2

FERR I SEMETT Z T, FridiR g LB AEEAR TUTRE. RReR ., il
MEAER,

FERRIY SKHETT SR, IR PR S50 i i o

FERR > SLHETT SR, FTIAR AR A E AR T UL T2 /N0 Mt 788 /N 40 M Pt 8

EW%%%%%* %ﬁﬁﬂ%ﬁﬁ?ﬁ%ﬁ

1 ‘LLL/K 1 ‘g)J\ 1 ‘HL)J\
/\©\N Lys—é2 Clt—— Clt——
H AY

LiigH
Sy 0 : “@
1% 0 © 2 11)1\0
a2 .Ala-Val—3- Lys—t2
H’CWI E . N é 0 N s FELi1IAE
45 DAEE. L2 LELE L HE;
(o] O
190 N o
L: X H%\/ wz; Ko, yi83, 4.5, 6. 7. 8, 98 10; I H

L1 MNEBELSE LifliE. L2 fEAE L AHiE;
L6 B 5~6 TCZ4353F, {9 o sk BR, = 4 1 5
2
(0]
RS\I}JJL(‘ZZ')G//R
LR 1” , B 7, E CsUEE, Rl H: ZsEH CusTEE; o
K0, HH Lt 2 LB IS EAMHE. Lo 1 B 45 Ls %,
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1

N

| /) (Rg
£z . HoR, & ROBSIHNE (WIS, BN 0. 1R 2,
HEM2RELS AHE (BIINS A LHREAE. 81 RELS LA,

mi~ m2fl msA 1;

)\Ngk )\N%\
M:/O MS/O
FFF b 2 95 e 4 T 158 A MR, (R, FTIRAEME M

SFESESRES L1 AL B HE;
yiEH 3~8 ZIH KB (Hln3. 4. 5. 6. 7EL 8);
AN SacituzumabBHPT R G S F B,
E%ﬁ%ﬁ@ﬁ%* Fﬁ:&ﬁﬂ%%ﬁ?ﬁ TREH:

1 '7-5‘)]\ /\©\ .2 1“&_)J\O 1 E)J\ /\©\
Lys— Clt— Clt—
Ll Z\IZE E N ' ~
i )J\ o
1‘111)1\0 1 ‘HL O/\©\ )j\ /\©\
/\Q\u,cn-vm—g-z N,AIa-VaI—§-2 o Lys—i2

N H A N R LML ALE
45 D MHEE. L2 BLAE L HE;

(o] O
13 o N 0 2
L2 N X ”{\/W ; HF, yi A3, 4.5, 6. 7. 8, 98 10; HH

L1 BEAE LiHE. LR 2MELAE L HiE;
L3kt H 5~6 JUZ5 5, it e g =2
2
0
Rs\l}l)l(‘z;a//‘
L4j\j1"'{23 , K 7,3 EH CiasUkiE; RsAH; Z3itH Cis ViRE; o
N1, HFAL K 2MELS EAHE. LW IMLELS L HE;
1

EN2 . Bk, & ROBTHNE (BHIAES, BN 0. 15 2, 3
HER 2B AME (BIN5 A ERAEALE. ER 1 RELS Lot

mi. m2 fl ms A 1;
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)\N)O\\ N%\
N s 7 N? Ql 7%
FF 1R A 95 M 4 T8 B A HORO, MG, FTIR A MIE M

STEN A SRES LW 1 ALE A,
yitH 3~8 Z R KEH (Hlhn3. 4. 5. 6. 7E 8);
AN Sacituzumab B H RS A F B

PN PN

5 RS SHTRT, DEE R o
EMABEATRD, FRBEY N T RIRE I RBYA

X
B Nan o] 0”0
N \ H H 4
Pz \/&,N\/é /\}N N\)]\ /©/\/""
/
WA ! o™ oYY Y 5
L 0] O 0 0
N
Sacituzumab

NH;
TERAIA

Hef, v 1~10 FBE; RIER, viEE 5~8 Z L.
TER LI RY, IR BEEYE DAREA 1~12; RN 1~10; #—F4LiE DAR
10 18N 5-8; #ltn, DAREN 6.1. 6.2, 6.3. 6.4, 6.5, 6.6+ 6.7+ 6.8, 6.9, 7.0~ 7.1. 7.2

7.3+ 7.4 7.5, 7.6~ 7.7 7.8, 7.9, 8.0,

EH—ATTH, ZRERGET —MHERRRBT TS IR EEEETHE KL
FENMEETAERERN W LR (D WAEYEEYEBRSR/SRE SRR (D
15 AEYEERYERYNGDAENINSER.
M LT R, FrRiERRESRERT R, RERERT TR, R
W BEANIE F A ¥ 77 B AN TR R D BR B R B R S Bk R Sk . R MRS S R
T, FTRARAEVRIT B NCCN BRI CSCO 1297 1R Fa 3 (K4t 3T BT ik Ji 98 2% (K1
HEIRIT T R o
20 ML RT, FRMBRRAZ &7 HRE T RER/RERHE. #

—BLHEHT RSP, FR—RATEHYRT NCCN M CSCO 247 e K4t
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FIT 3 fieh Yo 205 B — RALTT 25400

M LT RT, R RRAEET RIGR/SE R . £ —SEHT R
H, BFTRBUT &8 NCCON $EE5 M CSCO 277 16w HE 7 M &1 %ot BTk e e 3% T80T 7
z.

FEMA LM R, Frd BG4 58 1 25 58 S B2 97 ¥A 1R ¥ 2R ORI /8 B R e
B, E—BEETRY, FTRERAYREESTERE NCCN M CSCO 247
P HERE BT T IR P 98 5 VB 1) 24 400 R A T

FEFSF AT RT, B EREEEAR R TS, BE. Mg, WiE. R
B ERE. BEE. B, SEBR. B3R, TENEE. BE. BiE. Sk
B R RNTLIRE (BN =FA M FLARE B Her2 FEPEFLIRE ). UPELE (fiin oy 4 kg7
. BHE. MR, BRE. BhUE. BURE BEOE; B, FRMERE A=
FAMEZLARSE . Her2 BHYEZLARNE . PSR, BiE. MoBsUbiag, #— Bk, g
eI N = I LR . Her2 PHMETLIRE . SIEBERERE.

FEHRST SEMETT SR, T MR % AT IR A

LT RY, iAILIRECFEEARFLLTZA: Luminal A ., Luminal B
B, Her-2 PHMERIM =P HAL.

FEFR S SEHETT R P, AT MR 2% = B M 3L R

FEHRR S SEMETT SR, BT MBS 0 Her2 BH P 7L R08

FEHR S SEHMETT RAP, BT MR B A B0 L0 .

FEMALMHTRT, R ERBaRAARTUTEE.: A5RE. AWM.

FEM S SEHET R, PR MERm A E .

FEM LM RT, R BBAFEERRTF L TRE. RE. IREE. SRR HE.
RoARE . WEA T UWMIE.

FEHR ST ST SR, TR R 308 A R A8

FEF S THEIT R, FrR BRI SR AR FLUTF A bR R, 4hor W iR
AT RERE. NOWBMNE . RAERGR . AR B, 4%
R AR .

FEHR ST SERETT SR, TR IR % A e 98

FEMAF LT R, RSB AR EA R T AT R Rk LK (BT 5.
55 YR 44 88 A 08
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FER S SEHETT SR, PR B SR bR B L B

M EHTRT, FridRig ERBAFBENRT TR, ERpEL. Bkreid
FEF AR,

FEFRIr SERETT SR, PN e 5w i i

FEFR ST SEHETT SR, PRt AR EA R T LUTRA.: N . JE/ 40 Fti e
MR RS, TRGWAEWE S TR EVFE MR UL G2 LR M
BAR /BRI -

FE#R S SEHETT SR, BT IR AL S Y B R BT R i H & 7~35 RIER — Ik,
MktE 7~28 RMEF—W, Hlnd 7K. 14 R, 21 R, 28 K. 35 RE%H 1 k.

T LHTRT, TRERYRAGWAEDNHEAREAEERRT DR, &K
HH . BEREY. KFBREHE. DNES. SBAEN. BKAES. SIERNES,
01 Bk AV S5t

FER I EHETT SR, TR AEMEAE BB RS IR G AR BRI T BEAER 1mg/kg
Z 30mg/kg; fLEN Imgkg £ 20mg/kg; FRIEN 2mg/kg & 12mg/kg; FH—HMER
2-5mg/kg. 4~Tmg/kg. 6~9mg/kg. 8~11mg/kg. 10~13mg/kg. B 12~15mg/kg; Bin:
2mg/kg, 2.5mg/kg, 3mg/kg, 3.5mg/kg, 4mg/kg, 4.5mg/kg, Smg/kg, 5.5mg/kg, 6mg/kg,
6.5mg/kg, 7Tmg/kg, 7.5mg/ kg, 8mg/kg, 8.5mg/kg, 9mg/kg, 9.5mg/kg, 10mg/kg, 11mg/kg B
12mg/kg.

EMO LIRS, FREDFEEDERYRBETRIN—RENMELNBR (F
W—AHrER. BB EMBRERUANNBR), S—HERISLABHAGEENES B
SLHiE H B SCHTR 42 A B BT B

FERR > LT R, AR R @ BT VR 51 fr e v R AR AR

EE LT RS, ERAMARSITEIEMBEERRANZED 5%, E2> 10%.
B/H15%., B0 20%., B/ 30%HED 40%.

EX

BRAEET X AFE L, AT ARFTERARREARZERIER & L RE 54808
BARN @ T BRI 3408 B a4 SR b A B AR
AR, BIFRLEX EFUIREARN Z BT 5 RAEARMRARERE AR E H. BRMEUT
AREN TR ARN RRGFEME, BT R T € AT AR AR

YT B L (DAR) AR BB KL N TRRAGYN T HRE. BRX
8
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THREEBBRAFTFHE, M FEREGYBIEHEBIE&EREEAEHYME, HEMN
B ARMR S EES 0T RN, ZEREREAF R B2 7B S & o it
HEINFHE, ZABREFHEER TR BB LR “DAR”.

NCCN # M EHEXEE L L% & IE ML (National Comprehensive Cancer
Network) A7 i 5T X & F T 4 i 8 i PR SE R FE 7S .

CSCO 2y R £ BT EIGKME 22 (Chinese Society of Clinical Oncology,
CSCO) R AT i &1 X & i P B R PR I2 97 46 78

B MEZMEFE (Objective response rate, ORR) FHMESE/NAR—EREIH HIERF—
SE I 1] AR AL, B3 T CR AT PR IR B . SR B 2 AP A5 A7 1.1 A (response
evaluation criteria in solid tumours version 1.1, RECIST1.1 #3#) R¥FE M AWM.
ZRELELR DIEE TR MR, I7 80P AR RECIST 1.1 $5# 5 85
EXMECR). WAZBEPR). FIRTESD), FKREREEPD).

EHERE (PD): LEANMFALEPHAENENRKLERZANR/NMIANSHE,
HEMMXNEMED 20% (MRELKWEHRDPRUBRRERISTD; BRIz, ©
R ERMEERINZED S mm GEA—ARESMFRALBRRERER) .

FRIRAE (SD): BRI/ EIRIAE PR, BN WEEMERILET PD K,
ATHEZLE, BRANTUERINKR/NMIEANSE.

&M (PR): HERIEZ FAH L HE LR 2 D9k > 30%.

TEZM (CR): FARKLHER, ENREKEE(EFEESTHIERLEST)E
HERBAEAD 2 <10 mm.,

FIRFRH EFEE (Dose Limiting Toxicities, DLT): AR i 4k 5238 K 25 M5 B K
FEFRRNEGHEEIEM .

AR FF(Adverse Event, AE): 5EEFRIGAKHT A ZRE EZ— MW E HIKEM
AREZFEMS, HFA—EERTERRKR.

VBITHE B A RE4: (Treatment Emergent Adverse Event, TEAE): #57E &K
YN R 5 R A R ECEBALKI AT AE.

Bt EE 3 B
Sh Ak 5t T B B B A R R AR I — DB, WREAHIFN—82, &K

s BRSSP TR R, AR A KARANZHRE. £EITE
9
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s
B 1SR T RBY A 55 LY Trodely™ KIfASH LK R E KA L.

H e g7 &

THERS G AR ASTHEG BB, Ak B SEHE Bl R REATER.
A, B, FTRR K SRR A R B — 3Ry SEHEB], T AN R 4 I SEHE
BATF 6 28 20 — AN 1 2 St 481 R R S B B YA PR RS, AR A R U R
RS AT BR . 2T AR BT S, AU ER AR A REBRH 1F 4
BT BT T AT IRE A e seii s, #METARWRFHTEHE.

SN d-((S)-2-(4- B I T 3)-35-(d-(6-(2-(FF BE L 2 ) Ml g -5- ) C0-5- B e ) R
3 )-1H-1,2,3- = ME-1-3)-4,8- 48 4R-6,12,15,18,21,24,27,30,33- JLEH4-3,9- “E M=+ Fi b
BRREEE) “E3E(S)-4- ZHE-11-Q-(N-5F TR 5 R SR 3L ) 2.3 )-3,14- ZHR-3,4,12,14- 1 &
-1 H-PIE PR 3 [3',4':6,7) B I [1,2-b] HEIbk-4-FE ) B BR B

N —

o%ﬁ(’ ,\ -
. o N NH
2 d \——\\

35

A=
5 N= NH N H
I \’Q\/N\/éo/\}st/\o/\[rN\)kN
[¢] 0
33-2 NHMMT
L=
o=§*‘<’N_
e}
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BB, 6-(2-(FF ZEMHEE IR ) WE 1 -5- 25 )-N-(75-2--1- 38 - S- SRR RE P B Rl

25°C T 44 A -2-41-1-§4(189 mg, 3.4 mmol)FI{t. &43-4 (800 mg, 2.83 mmol)F T &
FHE(10 mL)H, KIKIIANN-—RHZ ZH%(738 mg, 5.67 mmol), O-(7-FZxHH =m-1-
3£)-N,N,N',N'- V0 B FL AR 7S S B FR R (1.63 g, 4.25 mmol) , BEPER N2 ho R TRIREIRYE,
BREMSGREBRELSL (28 Z8/4 mEE=3/1) BirE4%, 700 mg. ESI-MS (m/z):
306.1[M+H]+.

BT 4-((S)-35-BEE2-U-(U-FREXRE) KFE)TE)T HE)48- &R
-6,12,15,18,21,24,27,30,33- /LA F4-3,9- Z B &=+ I B E &) T (S)4- 2. H-11-2-(N-F:
A2 B ) 2. 5E)-3,14- 5 AR-3,4,12,14- VU S -2 H-MEME 3 [2,3-b]-1H-IL I H:[3',4': 6,7]
5| & 3 [1,2-b] W -4- J5 ) B R T 1) 75 K

25°CESMEY T, KT-030(250 mg, 0.49 mmol) T —HE FLE(10 mL)F, FEREZ0°C,
BIN4-— BRI (478 mg, 3.91 mmol) I & F i3 mL)EBH, RFEERIN=>t5(72
mg, 0.24 mmol)F & FHE(10 mL)EW, ke, 0°CHEFERM20 min, [ BHEAHE K20
min. f0A (S)-2-(32- B & I -5-H48-3,9,12,15,18,21,24,27,30- JL & I -6- T I = Bk 7. Bk Bz
BE)-N-(4-(F FF ) 2R )-6((4- R B 28 35 ) — 2% PR BB 32 Z B A% (518 mg, 0.49 mmol) Y —
EHEE (7mL) B, MNEE, 0°CHERLRMIL ho KPEIRERYE, R4 %)% & pAe
AL AR B A Y, 500 mg. ESI-MS (m/z): 1597.5[M+H]+.

HB=: (S)-4-Z.%-11-2-(N-F A 2= PR E) 2. 5)-3,14- —5F4R-3,4,12,14- U -1H-
Lk R 3 [3",4":6,7] W51 B8 3% [1,2- b FAE WK -4-FE (4-((S)-2-(4-(((4- F SR BE R 38) — 2R L I )& 28) T
3)-35-(4-((6-Q2-( FF B TEBE 2 ) e -5-58) O -5-Bh g 28 ) B 2)-1H-1,2,3- = IE-1-2)-4,8- — & AR
-6,12,15,18,21,24,27,30,33- L& 3£-3,9- R+ =+ TR B g 35 )3 2y bR R BS K2 B

FRT, BHAEY33-1 (14 mg, 0.05 mmol) BT _HETFMAK (2.0 mL: 0.5 mL)
H, ARG (11 mg, 0.08 mmol), BEH:RM1 h. SH|EFABAH AL, Bi5
BibAY), 30 mg. ESI-MS (m/z): 815.9[(M-273)/2+H]+.

BRI : 4-((S)-2-(4- B & T 5)-35-(4-((6-(2-( F g Bk 22k ) s g -5- 26 ) T-5- B e 6 ) FR
3E)-1H-1,2,3- = ME-1-5)-4,8- —%18-6,12,15,18,21,24,27,30,33- L 4=-3,9- — R =+ Tk
BhREEE ) “FH((S)-4- L H-11-(2-(N-7: A 22t F S A i g 2k ) 2.2 )-3,14- —8(4R-3,4,12,14- U S
-TH-MEIFF[3',4':6,7] FP & B 3E [1,2-b] k-4 FE)BRER B (L &HIM-1) FIA B

¥ &33-2(30 mg, 0.02 mmol) BFT & FLE(1.0 mL)RMBEHIAZRZHR(0.2

mL), FERN30 min. ZH] R EIEAL GHEC), BRELEMH=HZRKRE,
11
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20.0 mg, HEWRIEWT:

'H NMR (400 MHz, DMSO-d6) 5 10.18 (s, 1H), 9.10 (s, 2H), 8.38 (t, J = 5.56 Hz, 1H),
8.32 (d, J = 8.40 Hz, 1H), 8.22 — 8.20 (m, 2H), 8.09 (t, J = 5.68 Hz, 1H), 7.91-7.87 (m, 2H),
7.82-7.78 (m, 1H), 7.69 (brs, 3H), 7.61 (d, J = 8.56 Hz, 2H), 7.32 (d, J = 8.56 Hz, 2H), 7.06 (s,
1H), 5.56 (d, J = 16.96 Hz, 1H), 5.51 (d, J = 16.96 Hz, 1H), 5.47 (d, J = 19.28 Hz, 1H), 5.42 (d,
J =19.28 Hz, 1H), 5.14 (d, J = 12.20 Hz, 1H), 5.07 (d, J = 12.16 Hz, 1H), 4.48 (t, J = 5.24 Hz,
2H), 4.46 — 4.43 (m, 1H), 4.29 (d, J = 5.60 Hz, 2H), 4.08 — 3.95 (m, 5H), 3.79 (t, J = 5.28 Hz,
2H), 3.51 — 3.43 (m, 32H), 3.40 (s, 3H), 3.39 — 3.35 (m, 2H), 3.30 — 3.26 (m, 2H), 3.00 (s, 3H),
2.82 — 2.74 (m, 2H), 2.56 (t, J = 7.08 Hz, 2H), 2.29 (t, J = 7.36 Hz, 2H), 2.23 — 2.13 (m, 2H),
1.82 (p, J = 7.24 Hz, 2H), 1.78 — 1.63 (m, 2H), 1.61 — 1.49 (m, 2H), 1.42 — 1.27 (m, 2H), 1.15
(d, J = 6.80 Hz, 3H) , 1.13 (d, J = 6.76 Hz, 3H) , 0.90 (t, J = 7.32 Hz, 3H). ESI-MS (m/z):
816.0[M/2*H]*. [01" 3% -19.55° (c =1.000¢/100mL, CH3CN).

SEHER 2. BB A &

HX 0.3mLSacituzumab $if& ($1 Trop-2, 33.5mg/mL), F 0.25mL &7 20mM PB.
150mM NaCl F1 20mM K HERANIBI (pH7.6) k%, JEMA 0.45mL &7 20mM PB
F1 150mM NaCl FIE W (pH 7.6)7E %7, L 1M Na:HPO. ¥4 pH £ 7.4, /A 10mM TCEP

(ZR-HRZEE BHRES, ZREE 30min. H_REBERIMA 10 205 KBS
RECHETRPN IM-1 =R 2R, B, ZRHE 20, BEEMA 100mM B
B 6.1p1 Z1ER M. BJERA G-25 BERAKZ PR BH N pHe.5 ) PBS ZFMEHR, 153
IM-1 5 Sacituzumab FUAMRECRI=Y, w2 A EREY A.

H
| > o] [OI
Sacituzumab

F LCMS J7ixH BB A AT TR, RBEBY A 88, EENINLTES
BERAFEAN SRR, BENERS TRETRE, MERIEEY A FRa Ik
T EARER 1~10 MERED v 4 1~10), FETTRFERAAEEZRABRY S T & B H
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5B 4 I EARRESBER L (DAR) 4K 6.9,
SRS 2, 2 RER T4, 53] DAR HTUETE 6~8 FI{EB A #£5 (10 7.3 5L 7.4),
FHEAT LR IR R &G RB A .

S04 1 AR U458 S5k 4 Yo gk o 20 AR F 184 4 o 41

FH CellTiter-Glo "4t 22 R OGAMBIE R AW ¥ (AICTGT %) MNEEMAX BxPC-3
M RERRESIMLER, R¥E: ATCC, TROP2FHE4ML) MFEMEWH. RBFEIR, WE
A FHREEKBIMBPC-340/, DA EE B BRI B FR NN 96-FLAn MG TR IR, B
UMM R200048 /7L, F37°C 5% COBFAEHHERTR . R FE2KR, HBMA (&
WEN0.152~1000 nMD YUL:35HERBEZ 105K E TR, L AIIA10 plAH M 10
R TAEW, BAAMIREEINEIL, MAFHARETI7C. 5% COMM P IFET2/h
B REEESK, BIMAS p (128550448 FeMUIF-PERIZENCTGHEE, FM
R BEGHES 2080, T ZHRIME 2058 /5 FEnvision 210432400 € %15 51H.

MRS REH, BEYAX TROP2PH 4 I BxPC-334 58 A R E M, HICsoHh14.3
nM, BRIIHIERA95.3% . LB, RERA RIS TROP2 P f B e AR g 5, 42
A~ HEARTRREREA.

SEBOE2. RORBBRY O L B AT PR T B A B

BRERS NI0R (MR /4, BEEWALFILL25 mg/kg, 50 mg/kg, 75 mg/kg
MR ERIKESR Y, FRAAANR, FHAEHGR, RARIWECAEEE S BN ARG
WIS B R EMPRAE, TMETHIESKLE, UPHREART &850 ME
FORPIR T RE IR

SRRI: ERVRGHR. HHF2-3/D. 24-25D0, 72~73/M0F 7R, BLER
T J5 #02~3/ M BR S AGERAT, (BERA S AL AR T FBEC B R RO R E,
OFE, R-REH. PRIEL P-RIEH. QRSHEM A Q-THIH. KIEQ-THIHI% I FB L
HERR AR E. FRE. FHKE. WERARKLAZRE. U LU EBRAR
AR O EMIFR RGN, A RIFHIRAZ MR,

K3, K BBMTE S i N BB AT o

BRI RS TR 44 XA, 25 me/kegHIBAL. 50 me/kgifIELRTS
13
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mg/kgFIEH, FHMHESSH, 725 mg/kg. 50 mg/keIFIEKTT, SEBGH UK,
B4R BBRYA; FEBRTE. RREHHREHERENL (BHLEKR~15
B1). 4h. 24h. 48h. 96h. 168h, 2. SRBARI/PE N REHERENZ] (BHER
0~14%1), RIREZE336hREMPE. 75 mg/keFIBAMR A THIRLZ f54h. 24h. 48h,
96h. 168hKARMLEE, DIKHN(REY) K IBERM B R FEHLEANZRI HZITH.
TRIEBRT ULRFRAH)E, BEMARBERYIAFTREIR 5 R 2 F B8R KR
ARARIEEMZERE (Con) UEREE (AUC). ZEREH: BEMAKE R L ™EFHE
FE (HNSTD) A50 mg/kg, ZFERKRGEEHE. BRFRS THREEHN3.85
h*pg/mL. 5.86 h*pg/mL, MREYIAME. KRR 588 B /) ] 945.8 h*mg/mL. 64.2 h*mg/mL.

w4 N & 0 25 50 75
(mg/kg,QW)

S L
BRI A ] Crmax (ug/mL)

Day 1 NA NA 599 641 1220 1170 1820 2000
Day 43 NA NA 601 518 1270 1370 1790 1820
F R Cuax (ng/mL)

Day 1 NA NA 49.0 38.3 94.0 113 132 132
Day 43 NA NA 64.5 65.1 146 127 110 137
REY) A ) AUChas (hr*mg/mL)

Day 1 NA NA 25.9 26.9 63.2 46.3 87.5 858.5
Day 43 NA NA 19.2 14.9 64.2 45.8 78.5 87.9
FH AN AUCusx (hr*pg/mL)

Day 1 NA NA 1.79 1.43 4.49 3.97 5.42 5.12
Day 43 NA NA 2.57 1.86 5.86 3.85 4.08 4.68

RIFABERTUE H: BHAIVTERGENRREE )G, ADCHERNRBEER
Coa MR BONEIL, RVBERYAELEFH RS L ELHBHEEEN, BAENIMBARE
M 3P REF, WK Z R EMRTRE .

LI Fl4. BEEMEIMUBTRE M
AR5 B SRR AR Trodelvy ™ 73 5 £ F A= 3 £ 7K HC 1] 53,4 mg/mLEG AR, K
BRI AR Trodelvy ™M TAER 4} HIMIANZ A HLF F, FRABIREIZ0.05 mg/mIA ML IEFE
o, KIRAERAET CHAMTHTHE, FLh, 3h. 24h. 48h. 2 hfl144 hWUEHR
14
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SFHIBBER, HWERERYASE LT AY Trodelvy ™A e ZER. &R0
M EL T

VB ELER: FEEBREH RN, ALRFHEEERERE”N, BE24/5
BHE, A EBEYA K ETTADCE Y Trodelvy ™ &4 TR E 4 Lb 251 428.5% Al
93.4%; BHE4A8/DE, AMFTREYIAK ETTADCE Y Trodelvy ™M R 7+ FRINH 4
B2 5 M44.6% F1109.1%; EEH72/M G, ALK REEA K ETTADCE ¥ Trodelvy™
BERESTREE 22 5I853.7%F1100.6%; FRE 144N G, AR FHBEEMAK LT
ADCE P Trodelvy ™R R 70 T HIH 70 EL 23 51 865.3%H1104.8%

ZREY, BERYAEANME D ER D> TRBOEEM BT Trodelvy™, 3t BEERMA
FEANMBEHBATE, BEREMKHRBRED, B ROE I g BB ER N B H,
FEt, 5 EMZYTrodelvy™AHEL, (RECYIA GBS MR R 3 R 7E ML L R 2 B80T &
B EA RS R

BRIGH 1. AR

— RRTH

Xt B H SH LR R _E B RUR T M R ok R BREBRMARITIRIT . A B
BT Er 6T RN, BAMEIRT TR, B BRAERRERIT WA FERVIGRKR
M. BT REGE, PR T2. 4. 6. 9F112 me/kgdtsMiEAK
F, RIS S SR, B28RA—ANEH, ERPSAERERHEREREART
i SZF B S B SR A BLRMUT ¥R PRAG BT A T RIS B A — e rh [ IR AL . BT
RGHT, IR E S E e R B TR

. =eENER

ERITEES, 2 mgkeFB2HREIUIHU LR BT HHBINAREH

(Treatment Emergent Adverse Events, DA FFRANTEAEs) ”; 4 mg/kgH|E4H HII%K

TEAEs, Q3 OEMER, RM%: 6 mgkef| B4 MK L ELKTEAEs, BIEH k4
MTHBRR, BAEBRESE: BR3E U EWTEAESTEXGER TG v RkE, "HREEAZ,
YHEBYARR RIFImR 2.

=, BFRMER

X A EPRERIET SR

1. =FAMEFL R (TNBC)
15
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EFEN=ZHEIREEE T, A BERER I ER.

St —42 R I M B R ARG R BT . EAEVIBRA. EMBUTE
HENEE, UETREEE4mgkg IS, %E RS FIRKET A, 185
JEMERBIRR B, FFEE6/H . RS WIT RO, R AL SARRYE /N LB R IX40%
BERHIEARF.

2.50 5%

AR ERESE D, AN EENERERNSEE.

A UEEZE T ETIRAR. RMBETIBRA. FH/EEE. &RHE. R/
Va2 TR R AT B LRV T RN SR B8 B, BT BA A Edmg/ke &, R L
R BRI RER A, 218 JE MR BIBOR IR, RIS . BB 9T ROR,
PRI kL B ARFRGE /N LI T 15 64.8% , HLH AR AL SE AV 5 . BF R L™ EA RE 4,

3.HER2PH % i 7L s

St —4 MRS AL AR T R RVE AR R B RSB HER2 BT B Hith/ £ Fafh 5%
REFMIRIARTT T HER2 P 4 M LB (8 DLEE T B A Homg/ kg T B 4 IE LiA%
2R R R R EIA, 88 E BRI PR AR B . BB WITRRAE, FEWAL A
FRYE/ LI AT 1£49.6%

4. 5%

HN—ZUEEZTLBVIR. EUR/EER. P BR/EER, 2P &R/ REHbE.
BybF /AR SE . BB/ B i 26T JC RN B R R AR T B A E 4me/kg 7
B. I R B B B EEIA, 15 E MR BIRE R B8, TR0/,
HRrifEsRa. S22WTHOME, ERILEARLGE DA iE62.8%, H—ANERALH
. BERHIZEBRAD R SELF.

5. R A

S — 4 U B2 I BB e VI BR AR L BT R UARIR R E VAR R B
JRARSRWEGE 5 VU bR/ A R B AL b /R TE . A BT/ cabiralizumab £ £%
YRITR I I R 3, DA T BB R E ame/kg I B L 4R IE IR EA 25 ) B kv (R Ik
YA, TRENRBEREE, L3003/, L2080, R e g g Laik
8.8%, HBEERBIESREM.

Sk LRI, 1R RIS BN, BB A EOE EREFFHERIT RIKNA T ER IR

RIEBAE TNBC. BPEUE. HER2 FHVERIELIRE . BRI SR B 8097 30
16
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TEA B R T Begits iR 8 F = E M X &5 BRI BB A Bl FiRIr B RR BE
RIFHRZEWEME K, HAFRALKE &F DAR HEEE 6~8 MAB A (41 DAR {EH
8738 DAREHN 7.4) BREEA BRI LZEERIN.

BRAC AR LS, AREITIRER, AR AKEMBENEIHEARNRATE &
REW 5 RK. XEHES R EENTRSFZERBREEN . ZHEPIFIANES
EXREREFA TR, TREIE. ATICE. BERMEMEE AT UHBERIIMA
&3,

17
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wm ¥ E XK

LR FR LY YRR AE ] % 18 T BSR4 H R &

{D-[L1-(L2)m1-(L3)mz2-(L4)m3-E]}y-A

KD
H
Il
Eagh rg
| 2
LA R, ; HP, % Rl R &% B MO s oS (B An R 80570

ME. REE. BRE. fE. CoiE. mR G, SEIRK Ce iz (Bl
W-CH2CN)\ Crs $EEEE . Cr10 JHEE Co-10 HFE; 71 AR EBREL 2~10 MEE B H R
RIBK; xiflx2 B EHMSCHA 00 1. 20 3. 4. 5E6; FFH L1 ALE LS D AHE.
L1 2&%%5 Lz?{?.ﬁi&:

‘1¥Kﬂvkﬁ\ﬂhﬁz

L: A s HA, yiHOo. 1. 20 30 4. 5. 6. 7. 8. 9EK
10; FHLK1MCELS LiEE. LR 2BLE L %

Iuiayuﬁ%fﬂ:

R3‘w’ﬂtZQfg(’%

L 1" L HH ZaEE Cro ARHE. Cono WHE. Couo WHE, A
Css WHAEEE; RyiEH H M Crebtd; Zs AFEARFIER Co EiiE; BE, Ri b5
LERIHFTEBENER TR 4-8 THEHE; « 0. 1. 2, 3. 4. 55 6, HH L4
M2 BENE EME. LaW1ABELS L ARE;

o

JF

N

E %2 LR, % ROISIHINE (BIREUD, B O. 152, X
HEM2MMEBERE AME (Flin5 A ERFMEAE). ENIMELS LAAE;

mi, m2F ms & EHOLHA 0. 1. 2. 3. 4. 5. 6. 7. 8. 9ER 10;

D AEWIEES TR

yIEH 1~10 Z R MR, ik, v EH 3-8 ZRMEE (Flw 3. 4. 5. 6. 7
5 8);

A NPT Trop-2 FETESIHRRETELE A F B
18
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2. RFEAFER 1 Frid KAE, FHoh Frd BB R L bR HEIR T R, BUTCAR #E
BT R, BEBBRAE F ARG ST BT F AR DI ER 8 )7 5 W 309 sl % 7 P St 6

3. MB\AMER 182 iR A&, FrdmRRmRafmEAR R TIRE (Flin
Luminal A 8, Luminal B #, Her-2 FH#R M= HAMARE). BE. MmE. L
. R EEE. BEE. MR, SEE. B30, TEABE. Bivg. BitE.
B, R RALRE (Pl =R LRl Her2 FHIEZLIRRE . DR EUE (Htmey
HERE). BRe. oE. BRE. BtE. sRURK LR, B8, i
WO =FA RS AR AE . Her2 PFHIEFLAR . P SR . B, B ez, #E—Pilik,
B e JE R N =B 2L AR . Her2 FHMFLIVE . SR B B ;s

DLk, PriREN Sk B 40 SURE A 4a TR 25 2 N SR8

i, FrRBEEiLE BRE. BRsE. BgeRaluE. BRoWE. BHE
PN 53 Uk T 98 5

PRI, FriR R 2t B R AR b B R R L TR AR A 43 b SR | B i A R R
FR Ji 5 SRR BRI SRR TR R R R R R e R L R AR vk
BB BRERSGE R AL

ik, PrRRERtiEet B Rl bR CBATAINE) . IS DL BEtR 40 o e A0 5% ot i a8 5
Pk, PR bRt BB WA, BB R AR R bR

DLiksth, Bk R 8 e B /I 0 B i e A0 3 /S 40 B A

4. TE%*R%J%:E 1~3 f£— Jﬁﬁﬁﬁﬂﬁﬁﬁﬁ Fﬁ:&fﬁﬁ%ﬁ?ﬁﬂ:ﬁ

X
11’1 O/\©\ L}’s—EZ 1‘%_* Cll— R)J\ Clt—

| i =| H

7 )J\ (o]
1&,1)1\0 1% 0/\©\ ; P
/\©\N,Cit-Val—§-2 N,AIa—VaI—é—Z i Lys—t2
H

N H vl H s FA LM 1AE
5 DMHE. L 2MNELS L HE;
(o] o]
15 o N o
Lzﬂ\J 1’1 ”{\/ \)‘ﬁdz; ﬁ\:qj9 y1%3\ 4, 5, 6. 7. 8. 9ﬁ10; #ﬂ

LK 1A ELS LiHE. L2 ZELAE L AHE;
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L3 5 5~6 JUZF5 IR, 5 domnte e 5 = 28 Mk

0 /13
R3 Jlt zZ
\’}‘ z

Lt , B Zo3E CosThE,; ReNH; ZsEH Cus TEE,; o
N1, HA L2 ABLS EARE. L0 1 LB Ls HE;
1
.3
E X2 . Hob, & ReBSIHUNS (BB, A0, 132, ¥

HEK2MMEBELE AME (Flln5 A ERWAREME). EMIMNELE LdAHE;
mi. mz2 A ms A 1

)\Nj)k\ )\N'\%\
FIT R A 9 M 4y e A MO0y b HL, BTIRAE IS e
AT ESRES L1 B A,

yIEH 3~8 ZEIFEE (Hla 3. 4. 5. 6. 78 8);
A N Sacituzumab BHFEE S HB.

5. RFEMFIER 1~4 E—TFRIAR, FRERYSEHNT:

Sacituzumab
NH,

Ho, v o8 1~10 OEE RIER, viEE 5~8 ZIRKEL

Pttt PR BB I DAR B4 1~12; EiREH, FrR BB DAR E N 1~10;
B— Rk, DAR MEA 5-8; i, DAR X 6.1, 6.2. 6.3. 6.4, 6.5, 6.61 6.7
6.8+ 6.9, 7.0, 7.1\ 7.2+ 7.3\ 7.4\ 7.5, 7.6~ 7.7. 7.8, 7.9, B 8.0.

6. —FUHBERBKGT ik, FRIERES TH LR ERMERTEXEN IR
AR 1, 4 205 R TR EEYE EYBRERY A/ A SHAIER 1. 4 RS EE—T
Bk (AW MR AR S RIS IR, PR R BORIE B BRI R 1-3 £ —
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TR IR B 9B 0

7y REBAEKR 6 FridmiTiE, FriRéMAE s L miE ey EEy UL R
2% BT BAR A/ BT o

8. WME/AFIER 6 K 7 FTiRKIF I, FrREDE T EBS TR A &E
7~35 R —K, &R 728 REA—IK, HlndE7 R, 14 R, 21 R, 28 K. H35 K
B 1R

9. MEBAER 6~8 EE TR HITiE, FriRBERYRGMAGYRIHRZRZ
AREEART Ok SEEN. BEREH. SFEEH. WNES. sEREN. BiknE
GF BEREAESS, LKA R .

10, MRIFHHMER 6~9 LR —TFTRKI T, FrikLWiE Y BB BB k4 2577
BETHEBEN Imgkg & 30mg/kg; RI%EHN Img/kg & 20mg/kg; FREN 2mg/kg 2
12mg/kg; FH—PMIEN 2~5mg/kg. 4~Tmg/kg. 6~9mg/kg. 8~11mg/kg. 10~13mg/kg. B
# 12~15mg/kg.

1, R\BRFER 6~10 ER—TFTRKTTE, HAA—PRESMEHH B Flan

=4 AN EAETEANEBD, B—BRRS AR ER 8 ik, A/sE—HE
RIS RIBURIZR 10 Frid.
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