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[Abstract] Prostate cancer is a common tumor in men. Androgen receptor (AR) is an essential substance for androgen to bind to prostate cancer

cells, exert hormone biological activity, and promote the growth of prostate cancer tissue. At present, AR antagonists are the main therapeutic

drugs for prostate cancer. The second-generation AR antagonists such as enzalutamide have been approved with much attention from the market.

This paper reviews the research progress of AR antagonists for the treatment of prostate cancer, and analyzes their market sales.
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Figure 1 Global rates of incidence and mortality of male cancers in 2020
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AR: androgen receptor (HE# 2 5%Z1K) ; PSMA: prostate-specific membrane antigen CHJ 5 iR 45 FPEEPTED 5 tubulin: 4 & H;
GnRH: gonadotropin-releasing hormone ({2 PRI R + CYP17AL: cytochrome P450 17A1 (ZHfEf3R P450 17A1) ; CD3:
cluster of differentiation 3 (/3 fb#LJi 3) ; ERs: estrogen receptors (M ZE 5Z4K) ; HER2: human epidermal growth factor receptor 2 ( A
LR AEKRF324K 2) 5 VEGFR2: vascular endothelial growth factor receptor 2 CHILE P J¢ AE KK 75244 2)
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Figure 2 TOP10 targets for anti-prostate cancer drugs in the world
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Table 1 Approval status of enzalutamide by country
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i E 2l ® R SE: 40 mg Astellas Pharma Europe B.V. 2019-11-18
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Table 4 Androgen receptor antagonists for the treatment of prostate cancer under clinical research

E&AE /P BEMIHE £XRBYEEMEHE PEZNSESHEME
proxaluaride ML mCRPC LB LB
PDMX-1001 Pandomedx PCa T 1 R

TRC-253 {a}lﬂlgsen Research & Development mCRPC 1 il
seviteronel Mycovia Pharmaceuticals Inc. PCa, CRPC I #91If PR
2-hydroxyflutamide LIDDS AB PCa I B AR
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TRC-253 Taiho Pharmaceutical Co., Ltd. mCRPC T/10 A R
ONCI1-0013B Avionco Ltd. mCRPC T PR
HP-518 (PROTAC) Hinova Pharmaceuticals Inc. mCRPC 1 #Alfm PR
AC-0176 Accutar Biotechnology Inc. mCRPC T AR
CC-94676 Celgene Corporation mCRPC T I AR

mCRPC: metastatic castration-resistant prostate cancer ( #% 50k 25 KB PE AT IR ) 5 PCa: prostate cancer ( §i %I f#%E ) ; CRPC:

castration-resistant prostate cancer ( EEFLHTIERTFIIRIE )
BRI 25 R
2 aSIRESE R ZARB RN TSRS
2.1 £FFEHI

2020 4, KHE ., PE . EE L ERH. TP
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Table 5 Anti-prostate cancer drug market size (by market share 2029

)[40]

R 2020 &£this 2029 F£MmilH 2020 £ 2029 £ 2020—2029 £
= ME/MZET BHME/LET hiAG L Lt 114 BiE
AR 112591 63 174 56.3% 57.8% 176.2%
HER R R T 38 38 33.9% 12.6% 0.0%
YL 5 7 4.5% 2.3% 40.0%
BRI 25 3 6 2.7% 2.0% 100.0%
PARP il 741] 1 48 0.9% 15.9% 4700.0%
A7) 15 5.0%
PSMA #1 [a et M e 11 3.7%
VAT MR 2 2 1.8% 0.7% 0.0%
Rt 112 301 168.8%

AR: androgen receptor ( HE#{Z % 1K ) ; PARP: poly ADP-ribose polymerase ( JAR I MR AZ R 4 ) ; PSMA: prostate-specific
membrane antigen ( Fi§1I PR SRR )
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Figure 3 Domestic sales of first-generation

androgen receptor antagonists (hospital data, unit:
100 million RMB)
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Figure 4 Domestic sales of second-generation
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androgen receptor antagonists (hospital data, unit:
100 million RMIB)
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