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[ Abstract |

tumors. The analysis of patent information can facilitate the research and innovation of this class of drugs. Through

Trastuzumab Deruxtecan has broad application prospects in the treatment of HER2-related

patent search and literature review, the molecular patents for the trastuzumab component have expired. The related
patents for the linker and the cytotoxic drug remain valid. All the related patents of trastuzumab deruxtecan are valid,
and its patent layout structure is reasonable. A progressive application strategy of “structure-process-indication-
combination therapy” has been adopted to continuously extend the patent life. From the perspective of patent analysis,
this provides new drug research pathways for innovative entities. First, make full use of the antibody drugs whose
patent terms have expired; second, retain the GGFG tetrapeptide in the linker and substantially improve the molecular
structure of other parts. Taking trastuzumab rezetecan as an example, through creative structural modifications, this
strategy is expected to break through the patent barriers of trastuzumab deruxtecan.
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ARTCHY L M SCHR A incoPat L ) £ 48 (ht-
tps://www. incopat. com/ ) FI STN % #& J& (https.//
www. stn. org/) AT R 4G . incoPat L F B4 1
FTARKRITI AEZR/ HE/ XL FEER 1.9 12
KAE B TERGEMAT R EHG TAEA" .
STN # 4 PR ¢ 1 it 200 A} 27 F 4 AR B 4w 2
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antibody | # BR AR 11 B TCREHTAR (mAb) HTIK 25 )
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15t - Bk A 3T . Enhertu . DS-8201 K = % &  Exate-
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HIR-HHER . KRS 4G IPC 432K 51 CPC
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1599440-13-7 ( i 4 5 B ) . 1599440-33-1 ( DXd) .
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1 i 44 24 Herceptin B3R 7T o 1 22 Bk S 470 48 0] 25 5
AN E K FF5Z & 2 (human epidermal growth fac-
tor receptor 2, HER2 , i #8 ExbB2 .[EGFR2 ,CD340 ,p185
)P, %A FF 2009 4FE g B G A A (Roche)
W Tt o
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FURT T 256 [ L B A B & R0 BR 2 J il , Ak T 2k
WORZ .
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1989 - 01 - 05 P04k A K P 22 AR T RE T 7 IR 1Y) 7 s US5772997 A RBL 2015 - 06 - 30
WO08906692A1 JP3040121B2 e 2009 - 01 -05

12 1992 - 06 - 15 PN U RN L B RS US5821337A SR 2015 -10 - 13
W09222653A1 EP0590058B1 xR 5k 2012 - 06 - 15

JP4124480B2 5R5h 2012 -06 - 15
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FLCER " #4338 1 Michael ik /2 b7 5 P AR 2 b
ST B i 1) L T 35 AT (R I, T2 A A 5% 0 T IV g ek
T R R S R PR R SRR L SRR, B
Z T ADC B4 TS

RK2HHTHEERETMHRWESLFH,ILE 3
LR, &R 2-1 W RAME Y, 75284k

b GCFG MUK AR & B s A . & I 2-2
WK ADC, A S Bk | ok W0 i B O R L % 4 T
GGFG MUK FIEE R 254, % F) 2-3 ¥ K ADC 1 %
&7, ok Bt i © R -GGFG Y ik-NH-CH,-O-
CH,-COOH , Z%5H4 1F & /2 15 it % 2k 5 bt b 1Y 75
BERER TIKEETRZER TS, L5 2-
1.2-2 fy B I )AL, O L 56 BRI H
A R BR o L A TR RCIRAS . TR 2-3 1
P 3 A D5 e, A T 56 D CRRON L B AS %
SRR

R2 HEETMRELLH

G5 AR B R [ bR A KW 4 TR [F] 1 & ) AR A Ji i H
2-1 1999 - 05 - 21 HMEEY CN1250293C R 2019 -05 -21
W09961061 A1 US6835807B1 E 4 2012 - 12 -28
JP4560210B2 N 2013 -07 -30
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i HIE K BRI VAL [F] 1 & ) RN Ji il B 39
222 2004 - 11 -05 fie 5 0 A (B B 9 2 Y SE AR R e B CN1938046B RBL 2024 - 11 -05
W02005081711A2 US10808039B2 Ee 2024 - 11 -05
EP1725249B1 E 2024 —11 - 05
JP5020636B2 R 2024 - 11 -05
2-3 2013 -10 - 10 ADC CN113929738B R 2033 -10 - 10
W02014057687 Al US12186310B2 B 2033 -10 - 10
EP3342785B1 B 2033 -10 - 10
JP6952835B2 H3L 2033 -10 - 10

3 5FFAYHEXNESELTH

T ith 22 2R B BT B9 B R 28 0 DX RS —
= AN R 0 B A BT AR o LA R B A A
¥ o0 Hemly, © AT 2 R0 AT A 0 T AR R T A AR B
A7 & (irinotecan , {85 CPT11) | # $M % B¢ (topote-
can, TPT) . Il 3% % J# ( belotecan ) 217

RIVNET HEHERAGYM W ELLH, A

3TLHMBE, LR 3-1 BRI EY, HufEXT
MR R ) A ASOR) R T 75 09 DR T R L
Ko LR 32 8 BONFALE Y, B | H A B9 7] % &
AR AT SR AL A5 W R A e T Y 1 JE A ORI 2SR i
S I R L M AL R P AR B A B, LA 33
Wl ADC 3 R 259, /9 DXd A &, LHI3-3 1
P T IR ) 5, RS 1] L HAS B9 L FATS AR AT 28
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ETRES U B R B H il K4 R [Fi] J % A DR J B9
3-1 1988 — 06 —26 NI ER AT EY US4939255A E e 2008 - 06 - 16
¥ EP296597B1 KL 2008 - 06 - 23
JP2540357B2 K5k 2007 -07 - 08
32 1991 - 12 - 04 NI S US5658920 A E 4 2009 -08 - 19
b EP0495432B1 e 2012 -01 - 13
JP3008226B2 K 2008 - 12 - 03
33 2013 - 10 - 10 ADC US10973924 B2 A3 2033 - 11 -28
W02014057687 A1 JP6186045B2 R 2033 -10 - 10

4 EEetRr EHIKREARNEXHNESETH ADC #¢j,

T 2 TR A BRS 22 TR ST | R BE I I 2 O
M2 GGFG DUk 28 H! K& -DXd R U LA 3% 42, JE Bl —
BT AL 2 1o B =LA R R #E R Y
DXd R # HEIE B 6 £ R, 15 Jm 28 A Wi It &

4 HIAET 518 2 Bk A O ) S LR
A 31 WL R, AT ARE i : O 254
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LR @ A KL F,

R4 TEh RGO B E T L A

i g B e E B g K ]2 [m] 5 & ) PR N [GRCRER:!]
4-1 2013 -10 =10 ADC CN104755494B Bk 2033 -10 - 10
W02014057687A1 US10117952B2 3% 2033 -10 - 10
EP2907824B1 B 2033 -10 - 10
JP5953378B2 AL 2038 -10 - 10
42 2013 -10 - 17 5 3K g5 0 Bk i e ADC US9872924 B2 3L 2033 -10 - 17
W02014061277 Al EP2910573B1 EER e 2033 -10 - 17
43 2015 -01 -28 #t HER2 ADC CN105829346B A/ 2035 -01 -28
WO02015115091A1 US10118972B2 i 2035 -01 -28
EP3101032B1 EER e 2035 -01 -28
JP5998289B2 Hk 2040 - 01 -28
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5k 4
i HIE K BRI K4 [F] & ) R R RER:Y]
44 2015 - 04 - 06 #t HER2 ADC US11185594B2 HiK 2035 - 04 - 06
W02015155976A1 EP3130608B1 R 2035 -04 - 06
JP6861777B2 A% 2035 -04 - 06
45 2016 - 06 -28 JH T ek il 4 ADC 1y )5 1% CN107922477B A5 2036 - 10 -25
W02017002776 A1 US11173213B2 AR 2037 -09 - 16
EP3315512B1 B 2036 - 06 - 28
JP6787890B2 EERe 2036 -06 - 28
46 2017 -10 -05 ADC AT i 245 1 92 fiE Jc J Jo
W02018066626A1
4.7 2017 -12 - 11 ADC il 8 K A S 40 1 770 9 4 US11273155B2 R 2038 -07 - 08
W02018110515A1
4.8 2018 - 08 - 22 ADC il 7 S H R T % CN110944667B B 2039 -02 - 26
W02019039483 A1 JP7204651B2 AL 2039 -04 - 08
49 2018 - 08 - 30 4% ADC 3 5 2 CN111065621B ik 2038 - 08 - 30
W02019044946 A1 US11318212B2 EEE 2039 -01 - 11
JP7248578B2 B 2039 -02 -01
4-10 2018 - 08 - 30 ADC () Bt ) 45 7 vk US11945882B2 PERse 2038 - 08 - 30
W02019044947 A1 JP7366745B2 EER e 2038 - 08 - 30
4-11 2019 - 05 -27 ADC 34397 HER2 28 75 ) i it JP7441165B2 B 2039 - 05 -27
W02019230645A1
4-12 2019 - 07 - 24 J T % ADC 1y 7 i JP7674542B2 B 2039 —07 - 24
W02020022363A1
4-13 2019 =07 -26 B ADC BIE H CN112533958B 3L 2039 -07 - 26
W02020022475 A1 JP7406488 B2 i 2039 -07 -26
4-14 2019 -07 -30 ADC 35 ¥7 &% 7 P i I e US12220604B2 Bk 2042 - 03 - 19
W02020027100A1 JP7473474B2 EE R 2039 -07 -30
4-15 2019 - 08 - 05 ADC Fl {3 & 8 (A 57 A 4 A JP7458981B2 B 2039 - 08 - 05
W02020031936A1
4-16 2019 -12 =10 ADC F1 PARP #4171 i 41 & JP7608164B2 EEE 2039 -12 - 10
W02020122034A1
4-17 2019 -12 -20 ADC 8t 0 41 700 1) 41 Jc g o
W02020130125A1
4-18 2021 - 06 - 23 ADC FI CDK9 #1115 1y 4 & o X I
W02021260578A1
4-19 2021 - 06 - 23 ADC 1 ATR #1150 (4 20 & b ¥ ¥
W02021260579A1
420 2021 -06 - 23 ADC 1 ATM 1441 575 f 4 & ¥ g Jc
W02021260580A1
421 2021 - 06 - 23 ADC i1 Aurora B #1719 41 & 7 ¥ X
W02021260582A1
422 2021 -06 -23 ADC F1 DNA-PK 41 i %1 (1 2 & i Je J
W02021260583A1
423 2021 -07 -19 ADC il HER Z R ALl 57 (4 & ¥ g Jc
W02022019259 A1
424 2021 =09 - 11 ADC 657 i 5E 1Y W53 5 ik & ¥ J
W 02022054009 A2
425 2021 -10 - 08 ADC F1 PARPI #1045 %I (9 41 & i Je Jc
W02022074617 A1
426 2021 -11 -10 ADC 54 SIRP Hiik (4 & ¥ g Jc
W02022102634A1
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P HHE B R [ PR HE %W £ B Eh il HRACRE J B

427 2023 -05 -10 ADC 5 CD47 I ¥ 0 4l & ¥ ¥ TG
W02023218378A1

4-28 2023 - 07 -27 ADC FIRUH: S0 K A PR B 4 & T ¥ X
W02024023750A1

4-29 2024 - 06 - 28 fd FHIE AR alidk ADC 4 ikl 48 5 v P 7 X
W02025005240A1

430 2024 - 10 -23 ADC FI4{ PD-1/TIM-3 XUHER SV i 2H & I Jc P
W02025088496 A1

431 2024 - 12 - 04 ADC F1 PARP1 410 51 14 28 & ¥ ¥ 7
W02025120513A1

LR 4-1 9 K ADC, HAL FE iR & 4 7 (H ok
BEE e 55 © WR-GGFG DU k-2 W ) M R 259
DXd, FEM ST AR EER o P A R E HE A A K
WABRE 7T 458, ADC th B 1 % # + Fl 5
RAGYN o> F 41 . 1% AR ZOR B IR, T di
A 8 A T2 o] o 28 D B 0 i, 3% % A B AT AR 9 L
bFiREETMEERGYR ADC, BT, LA 4-1
AR IR B — =R w T D R B A Bl —
R ADC 25 9 8 2 3L 6] () FEaib Mk & R, & R 443
W Mdt HER2 ADC, H 45 HER2 ik iE#+ (5
o Wt W0 Ji B O AR -GGFG Y k-2 k) A& R 25 )
DXd, %L H WA R 7 HER2 #8450, A i H Al
Sy pEh PR GT BLE E L A  L A 42 44 i fR
P 4> B 5 L F) 4-1 423 (AR 40 9 R 3 AR — 3
LA 42 BT H LA 4-1 BT H g 7 d, LA
4-4 (g H LA 4-3 /9 HE H g 68 d,

LR 4-13 ¥ Je bt HER2 ADC v 8 5 25 9 (9 5K
&, Bl 254 r ik [t ( drug-to-antibody ratio, DAR) , %
Fl4-5 4-12 3% Jeft HER2 ADC By il % 5 . &
4-9 W K 3 F 25 DXd R B RR A A O
LR 4-29 B K AdE AT P e b REAE A ADC R ] 2%
Jiik o

L] 4-8 b K 245y i 500 K HE AR 1 21 R ) o
LR 4-10 W e 4 T- RAGW M iR 41 . LA
4-11 W Jif 7 HER2 28 7Z W e IE . & A 4-14 35 J¢
B B 3 N E——%% B VRl R o e A 4-24 9 Kt
HER2 ADC 97 I PFAG J7 %

LR 4-6 W R GWHAGY BN LKL H S
KA A1) ADC 259« B S ih Z BR S50 BR 5 I 24,
BT Xt HER2 25 9 5 1 25 PF 19 HER2 3% 3k (1 i
SE . LA 4-7.4-15 F 423 4-25 F 428 4-30 ,4-31
[FIAE U K 25 W 206 W), i ok 1 i 22 Bk e 5 Al 2k
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TR 25N T 25, R4 R IT R I Al 2 . Horp
BLAG A A BT B S 1 W R PARP 1
7 (CDKO il 57 L ATR ) i 571) 45 A ] #2550 LA ) 26
TR 258

DA ) ey R 3 I T B e, I v LS LR
P B A L TSR A L

H1 T AN [a] [ 52 5t IXC 22 () 1) % ) ] BE A7 7 22
S, B A [ o2 B DX 38 ST e M) 400 BRAM 2 1 2 X
S EUR — AL R e e A 25 i B i H O — SRy 1
T, AT RE— &R 0L MBI BR 8 9 , 17 H A B9 L AT AR
AR HBe AT L 7R 2 A R e A 5 HEAR S I
TR F BT, A REAGE i H13E H I A O
FAAFET o

5] ®

1 XTREZKBEANENHERBMENTS
Xb 4 il 31 L R EAEBE— 0 B . B
PRORE T8 2 2k B BT 9 L R TG SR R T 8 ML AE
ZREEH L, W] DU 06 e i k7 SR B 7 . 7 il 2 2R
BT e o3 1 A AL B A R L A kL A R
il 25 J7 vk 2 W), A8 05 A 8] T 4t 0 N IE
HRA T 25 AR SC I L R I 3 o 7 L I0 )30 2 4 1 3 4
TR AW A 07 SRS B L F R
LA 4-1.4-3 FE42 R I A S I ) Y B 4R
HMANAEA LA 42 44, LR 42 44 8T
LA A1 43 B XUPR B L A, Bl Bk i B 1R e A
—HL R 4-1 43 A 24 ZAMEIL, LA 4-2 44
A LA E AR L A 4-1 43 p A B AU LR 4-1 4-
3 RAREFERE LRI o R, L) 4-2 44 g
TLM 4143 BRI EAE" . R L H
4-1.4-3 {574 P A i B v A5 59 BUR R 37 95 1 A7
TEIE , AR 2 % F) 4-2 44 5 n] DUAE 4 H B £



PEATAE IE M5 36 o 3 R0 7 R At % ) 14 1 BB —
A alF 1 L S LR (AR AR S

UL ARk B — = A0 ) LS8 4 1 = BR SR
WA FH 245 R 9 355 N TE J7 18T A ] B B 3 2R H Y
JE RS A K78 i 2 PR BT L R AR A R AT A R R
K it PRIA YT RIS AL L R B Ty . AR E 1
T TR AT L R BT AR R & R R A5 £ B
T2 R o T R 3 N E B 25 W2
W) A5 AR SRR R Ok LA L Y 2 B B A e
B BEXF IR BL , 75 258 o B AR O 1 A0 R Oj
G [ 1 53 AT Ak SRR AT A O )
2 ETEHZIRBANERMEFRTHAZT @

R R 1R L N NE s & N R IR R T
ARG IR VT ADC 3 25 B3 A R 4k

55— =LA R A m PR 25 it = 2k b
BRI % 7 R/ EE B 2 Y IR s ADC T
2y, — 5, M Z 2R S 1L R BR C iR
FAAEL FMRBONRS o 55 —J7 10, it 22 Bk 5040 16 i 88
(JUHEZL ) I RS2 B b & S iE W) B i 35
MR AIR . NIk, 7E T & ADC # 26, T LU
25 87843 ) & R 30 B e il 1) B4 25 W 15 Ry ADC
SRNIOETIN N

2 BR AP R A S AW HUIR L (DAR) (&
AL E R 8 0 R AT R 5 WL AL A DY
REPE O 1 8 4 o TR MR A ) A 2
I S , T AU I T A R 25, AT A5 5
DAR 290 8 Hyd R ZG 5275, il % 2k i 4
JifRE 20 M R T HER2 32 (KA S, 3E A 40 I3 1) 35 il
R, HEVE AR B AL EPEMEY)E GCFG U ik
10 R L i, R A -DXd, B S 28 K i A
DXd"* %" DXd i il TOP1 # i 4 7 ik £ fF 57 %
JFE 1 1% PR JE 20 SN-38 1 10 5. DXd 7 Ifil ¥ 1 /1 2
FEWIAL 1,37 h, BEAE T HCHE R Ah b R R
PV PE R DXd BLAG 5 1Y) 4 A B8 38 3 1 AT 2 07
210 ) 91 00 D P 00 L R, 3% 40 RS 3 ) i 8 400 L, 5S4
RHE S5

SEUD O 311 a7 U7 N SIE 5 3 NI/ T L8
GGFG Uk .DXd & ZARMEA /)N W B2 1 i ik 2 ], Bk
BRI 4 T el MR R R . LA 23
R4 o ok Wt W M 3 & BR-GGFG 1Y Jik-NH-CH,-O-
CH,-COOH 5> F45#4 . QR JF & ADC B2y, it
LERLGE DL b L A R4S . BR T GGFG M ik,
DXd Z A, w] DL 2% 55 I8 # 3% vh A 4, e

ol

Chinese Journal of New Drugs 2026,35(17)

Ih i ik 7 i ik & % -NH-CH,-0-CH,-COOH #y 4} 1
g I (B A DL VA B g i Rl
AR KAE R AL KRS . X TR 244 DXd,
HBARER] 3-3 R4 DXd A & (H HAFELE HA
1 [l i e A, 2 /DA b R A L R

2025 45 5 H fr By I 2 48 5 A0 H R 2 2R SR T
(trastuzumab rezetecan, ﬁ;’i;—%g j{ljt?ﬁfﬂj, ﬁﬁjyifﬁ%
4 SHR-A1811) , 78 3% E #t ¥ L 17, H FiAJ7 HER2
GEAFAR /N0 M it o i R ot 2 R BT 4 - A5 A
JETE I 2 R PR BT JE A L, X GGFG U ik 54Kk B
B Bz (8] ) [8) B -, 3k & E DXd H HO-CH,-CO-
FOSE P BRI T — A BN b BB A e O
AR XL RGP BTN ADC 25 9 14T 2l T B
Iy b, AT A & ADC B 25 4456 T —FfoBr (4 B
3 HiE

i 3k XF 7 i 22 BR B BT 0 A DG & R SCR R AT 43
BT, A LA i 22 2k e b th 22 SR B BT Y 3 R A
PR, i 7 R R AWM O L R SR A AL,
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