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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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tps://www. incopat. com/ ) Fl STN %¢ #& J& (https.//
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SAHGE A R BT B BRI R R RS o Ao 3 OC B 1)
A5 HER2 \ 3 2 4E K [H 7 324K 2 | epidermal growth
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44 2015 - 04 - 06 $ HER2 ADC US11185594B2 Bk 2035 - 04 - 06
W02015155976A1 EP3130608B1 3L 2035 - 04 - 06
JP6861777B2 EER e 2035 - 04 - 06
45 2016 - 06 - 28 T3k #1145 ADC (7 i CN107922477B i 2036 -10 - 25
W02017002776 A1 US11173213B2 A 2037 -09 - 16
EP3315512B1 B 2036 — 06 - 28
JP6787890B2 EER e 2036 -06 - 28
4-6 2017 =10 - 05 ADC 557 T 25 1 98 ¥ X ¥
W02018066626A1
47 2017 -12 - 11 ADC il 2 K A S 40 1 77 9 4 US11273155B2 R 2038 -07 - 08
W02018110515A1
4.8 2018 - 08 - 22 ADC il 7 S H TR T ik CN110944667B B 2039 -02 - 26
W02019039483 A1 JP7204651B2 AL 2039 - 04 - 08
49 2018 - 08 - 30 4 ADC {37 7 CN111065621B ZER 4 2038 - 08 - 30
W02019044946 A1 US11318212B2 i 2039 -01 - 11
JP7248578 B2 B 2039 -02 - 01
4-10 2018 - 08 - 30 ADC ) Bl itk ) 45 vk US11945882B2 PERe 2038 - 08 - 30
W02019044947 A1 JP7366745B2 B 2038 - 08 - 30
4-11 2019 - 05 -27 ADC 34397 HER2 2875 ) i i JP7441165B2 ZER e 2039 - 05 -27
W02019230645A1
4-12 2019 -07 - 24 T % ADC 1y 7 i JP7674542B2 B 2039 —07 - 24
W02020022363A1
4-13 2019 =07 -26 PR ADC 97 CN112533958B AL 2039 - 07 - 26
W02020022475A1 JP7406488 B2 B 2039 -07 - 26
4-14 2019 -07 -30 ADC 3R 97 5% B % 1o I 9gg US12220604B2 B 2042 -03 - 19
W02020027100A1 JP7473474B2 EEE 2039 -07 - 30
4-15 2019 - 08 - 05 ADC Fl {3 4 8 (A 570 A 4 A JP7458981B2 B 2039 - 08 - 05
W02020031936A1
4-16 2019 -12 =10 ADC F1 PARP )41 71 i 41 & JP7608164B2 HRL 2039 =12 - 10
W02020122034A1
4-17 2019 -12 -20 ADC 8Tt 00 41 700 1) 41 A Jc I ¥
W02020130125A1
4-18 2021 - 06 -23 ADC F1 CDKO 411 5 () 4 & ¥x ¥ ¥x
W02021260578 A1
4-19 2021 - 06 - 23 ADC 1 ATR 50 (g 2 & 0 ¥ ¥
W02021260579A1
420 2021 -06 - 23 ADC 1 ATM 341 575 (9 4 & ¥ I J
W02021260580A1
421 2021 - 06 -23 ADC i1 Aurora B #1719 41 & I ¥ x
W02021260582A1
422 2021 -06 -23 ADC F1 DNA-PK 1) ] 71 (1 21 & i Jc J
W02021260583A1
423 2021 -07 -19 ADC 1 HER Z R ALl 57 (4 & ¥ I J
W02022019259 A1
424 2021 -09 - 11 ADC 557 i 5E 1Y W43 5 1k ¥ ¥ J
W 02022054009 A2
425 2021 -10 - 08 ADC F1 PARPI #14 FI (9 41 & i Jc J
W02022074617 A1
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W02022102634A1
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W02025005240A1
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LR 4-1 95 K ADC, HA FE PR & 3 7 (B 2k
e e 55 C WR-GGFG DU k-2 W ) FidE R 25 9
DXd, FEM T AR EER o P I A R 8 A 4 K
WABRE 7T T458 . ADC b HR & 1 % # 1 5
RAYN o> T4 . 1% AR ZOR B IR, T di
A 38 2 ] o 28 R0 B 0 i, 3% % A B AT AR 9 L
bFiREETMEERGYR ADC, BT, LA 4-1
AR IR B — =R w T D B Bl —
F 5 ADC 24 W) 48 2% 2 6] (0 LAl 1k & A, L A 4-3
W Ndt HER2 ADC, HA3 45 HER2 ik iE#:+ (5
oK Wt W0 Ji B O AR -GGFG Y k-2 k) A R 25 )
DXd, %L F o W a0 R 7 HER2 8 50, A H Al
R T 22 TR BT Y S Al L A R A 42 44 1 IR
PO S LA 4-1.4-3 (OR3P0 BE AR — 2
BRI 42 BYHIE H LM 4-1 BHIEH MK 7 d, L F
4-4 (TG H LA 4-3 B HE H g 68 d,

LR 4-13 ¥ Je bt HER2 ADC v 8 5 25 9 19 5K
&, Bl 254 Pr ik [t ( drug-to-antibody ratio, DAR) , %
Fl4-5 4-12 3% Jeft HER2 ADC 1yl % 5 . & Fl
4-9 W X F FE 25 DXd R B RR A A O
LR 4-29 5 K Af HIE P e b OREAE A ADC Y ] 2%
Jiik o

L] 4-8 b K 245y i 500 K FE AR B 21 R ) o
LR 4-10 W e 4 7 RAGW M RS A . LA
4-11 W Jif 7 HER2 28 7E W e IE . & A 4-14 35 J¢
B B 3 N E——% B VR i R o e A 4-24 9 Kt
HER2 ADC &7 B9 PEAl I vk o

LR 4-6 W R GWHAGY , TEM LKL S
KA R 1) ADC 259« B 3L ih Z BR B 50" BR 5 I 24,
IRYT Xt HER2 25 9 52 1 25 Pk 1) HER2 3% 3k (1 i
SE. LA 4-7.4-15 F 423 4-25 F 4-28 4-30 .4-31
[FIRE U e 25 W 20 & W), i ol 1 i 22 Bk ot 5 Al 2k
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S, B A [ 52 B X 38 ST e M) 400 BR A2 1 2 ik
S EUA — 4L R e e A 23 i B B H OO — S 1
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TR F BRI B, A REAGE i H3E H I E] O
FAAFEIT o
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1 XTREZFRAAWENRBERBNENGS
Xp 4 g 31 LR EAEBE— 0 B . B
RO E T8 2 2R 5 BT B9 & R HIE SR R T 28 M AE
AREE R, AT LT P R ORI A . il & 2k
BAPTE S a1 A R B BE AR L R R
il 7 77 1 V25 W0l R0 AR T A 18] W 5 3 DV IE
HRA5 P25 AR SC I L R I3 o i L30T )30 2 4 17 3 4
T-EE R AW A O SRS L A
LA 4-1.4-3 T4 R I A A I ) Y B 4R
HANAEA LA 42 44, LR 42 44 8T
LA A1 43 B XUPR B L A, a3 B B R e A
— H LR 4-1 43 B A BAMEDL, L) 4-2 .44
A LA B L A 4-1 43 AL B AU LR 4-1 4-
3 RARFERE LRI o R, L) 4-2 44 d)g
TLM 4143 BRI EAE" . R L H
4-1.4-3 5L R A o 7 v AT 09 BUR R 37 9 1 A7
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PEATAE IE M5 36 o 3 R0 7 R At % R 14 5 T R B —
Al 1 7 S LR AR AR S R

UL ARk, B — = A0 ) [RS8 4 1 2 BR SR
WA FH 245 R 9 335 B2 UE J5 TG A ] B R 3 R H Y
JE RS A K AE i % PR ST Y T R AR R AT A R R
K1 it PRIA YT RS AL L R B Ty, AR F  fE
IR BT A B R A, L R R A A B
T2 R o T S R 3 N E B 2 W2 A
W) A5 AR SRR R Ok LA L 2 B B A e
B o BEXF IGO0 , 75 2258 o B AR J5 A0 R R
PG 1 23 AT Ak SRR AT MR K O )
2 ETEHZIHRBANERMEFRITHAL TR

45 A A 22 R B R S R AR A
RO IR VTR ADC 3 25 B3 A ) R 2k

55— =LA R A m PR 25 it = 2k bt
R I 3% 3 7 R/ EE 2 2 IR 45 ADC T
2y, — 5, M Z 2R 41 & R BR C R iR
FAAEL FMRBOARS o 55 —J7 10, it 22 Bk 5040 18 i 88
(JUHJEZL ) I R 52 B b & s 4 iE W) B i 3%
IR AIR . Nk, 7E T & ADC # 26, T LU
2 87843 ) & R 300 B e il 1 B4 25 1 15 S ADC
SRNIUETIN N

2R AP A& S AW HUIK L (DAR) (&
AL R 18 0 R AT R 5 WL AL Y DY
REPE O 1 8 A A TR MR A ) A B
B S , T AU I T AR 25, AT A5 5
DAR 290 8 HydR R 255275, iy % ek i 4
JifRE 20 M 2% i HER2 32 (KA S, 36 A 40 7Y 1) 345 il
R, HEVE AR B ML EPEHEY)E GGFG Py ik
10 1R B i, R A Y HE-DX, B S 28 K i A R
DXd"* ! DXd i il TOP1 B4 i ¥ 7 ik £ fF 57 %
JFERY 6 M JE 20 SN-38 19 10 fi5 . DXd 7 il 3 (192
FWL 1. 37 h, R % R HE AR SR, 080 R RO,
PV PE Y DXd ELAG 5 1Y) 4 A A5 38 3 1 AT 28 07 4
200 i J) 961 200 Y P 00 L P, 3% 40 RS 3 ) ik 98 40 L, S O
RAE S5

SEUD O 31 e U NS 5 3 NI/ W T L8
GGFG Uk .DXd & ZARMEA /)N W B2 1 i i 2 ], Bk
BRI 4 T e MR R R . LA 23
R4 o ok W 3 L BR-GGFG 1Y Jik-NH-CH, -O-
CH,-COOH M43 F45#, QR IF & ADC Hi 2y, s
ZERLRE DL L A R4S . BR T GGFG I ik,
DXd Z 5k, AT DL 2% p 8 8 3% e b Al 4, He

ol
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L 5f ik W7 Jie ik & % -NH-CH,-0-CH,-COOH #y 4} 1
GhAE o AR PSS A ek i b AR S M Y 5 U
AR KA R AL KRS . X TR R 24 DXd,
HBARER] 3-3 R4 DXd A & (H HAFERE HA
1 [l 4 R, 2 /DA b LR A R R

2025 45 5 fH By I 2 48 5 A0 H R 2 2R SR T
(trastuzumab rezetecan,ﬁﬁ%@ﬂq}t?ﬁiﬂj,ﬁﬁii{ﬁ%
4 SHR-A1811) , 78 3% E #t ¥ L 17, H i/ J7 HER2
GEAFAR /N ML it g o i R ot 2 R BT 4 A5 R
JETE I 2 R PR BT JE R L, X GGFG U Kk 54Kk &
B B =z [E] ) 8] B -, 3k & 7F DXd  HO-CH,-CO-
O P BRI T — A RN B B A O
AR XL R R AP BTN ADC 25 9 35 A7 2 JF B
Iy b7, AT AR & ADC B 25 4R 86 T —FioBr (4 B
AREP
3 4iE

3k X 7 i 22 BR BT 0 A DG & R SCR R AT 43
BT, A 7 i 22 2k BBt v ith 22 SR B BT Y A3 R A
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