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‰ ̔2020 03 17  

ḱ ̔2020 05 26  

          2021 03 25  

          2021 12 14  

          2022 05 05  

          2023 03 01  

          2025 03 04  

          2025 04 30  

ӥ 

ה ӥ Ҋᶏ  

 

ȍ Ȏ 

̔  

̔ ӏ 

̔Aumolertinib Mesylate Tablets 

̔Jiahuangsuan Ameitini Pian 

 

ȍ ᴍȎ 

ᴍҹ Ȃ 

̔N-(5-((4-(1- Ҙ -1H- -3- ) -2- ) )
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ҹ ̆ Ȃ 

 

ȍ Ȏ 

ԍ̔ 

ԍ II-IIIB ΐ ᵣ̂EGFR̃ 19 21̂L858R̃

ֲ ̂NSCLC̃ ̆ ℗ ̆

‗ Ҍ ꜛ Ȃ 

ӊ ₮ ̆ ΐ EGFR 19

21̂L858R̃ ȁҌ ℗ ̂III ̃NSCLC ֲ Ȃ 

ΐ EGFR 19 21̂ L858R̃ NSCLC

ֲ ѿ Ȃ 

EGFR └╕̂TKĨ ₮ ̆ ғ

EGFR T790M NSCLC ֲ Ȃ 

 

ȍ Ȏ 

55mĝ C30H35N7O2 Ȃ̃ 

 

ȍ Ȏ 

ΐ ү Ғ Ҋᶏ Ȃ 

ᶏ ╠̆ ᾢ EGFR Ȃ ‰

EGFR ̂ ȍ Ԋ Ȏ̃Ȃ 

╕  

╕ ҹ 110 mğ ѿ ᶏ Ȃ 

̆ ₮ Ҍ 3 Ȃ 

̆ ₮ Ҍ Ȃ 

Ȃ ѿ ̆ ̆ ѿ

̆Ҍ Ȃ 1 ̆ Ҋ ԍ 12 ̆↕

Ȃ 

̆ ԍ 50 mLҌ Ҭ̆

ῃ№ Ȃ ⱴ῀ ̆Ḡ ῤ ̆ Ȃ 

̆ ᾢ 15 mLҌ № Ῥ̆ 15 
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mL ‖ ᵩ Ȃ 30 mL ᵣ̆ ֟ ӥ ̆Ῥ

‖ Ȃ ҩ ῀ Ҭ 30№ ῤ Ȃ 

╕  

ҩᵣ ῃ ̆ Ả ⁞ Ȃ ⁞ ̆↕╕ ⁞

55 mğ ѿ Ȃ 

₮ Ҍ ⁞ ↕  1Ȃ 

 1 ₮ Ҍ ╕ ↕ 

 Ҍ  ╕  

̂

̃ 

/ /

 

ӄẢ Ȃ 

̂

 ̃

1 / /

 

╕ ̆ᵖ ԍҳ ̆ Ả  

2 / /

 

Ả  

 ̆ 2 ₮ ů2

̆↕⁞ ӄẢ ̕ 

 3 ₮ ů2 ̆↕ ӄẢ ̔ 

ů3 / /

 

ӄẢ  

 ң

QT̂QTc̃

ԍ500 ms ̘60 ms 

Ả 3 *Ȃ 

 ṿ̘480ms̆3 ῤ QTc

̆ 55mg ᶏ ̕ 

 ṿŮ480ms̆3 ῤ QTc Ů

480ms̔ 

ץ - 110mg ᶏ ̕ 

- Ῥ ץ 55mg ᶏ Ȃ 

QTc ғ̆₮ Ҥ

ᵣ  

ӄẢ Ȃ 

№ ̂LVEF̃

ṿ Ҋ ̘10%ғ

ṿ̖50% 

Ả 3 *Ȃ 3 ῤ LVEF

̔ 

 ץ 110mg ᶏ ̕ 

 Ῥ ץ 55mg ᶏ Ȃ 

ᾟ ⱬ  ӄẢ Ȃ 

̂CK  ̃

ṿ҉ ̖CK ṿŮ5 Ṑ ṿ

҉ ̂Ů2 ̃ 

#̂Ů2 ̃̆ Ҍ ╕ Ȃ 

5 Ṑ ṿ҉ ̖CKṿŮ10 Ṑ

ṿ҉ ̂3 ̃̆ ᵄ
# 

Ả 3 *Ȃ 3 ῤ Ů2 ̂5

Ṑ ṿ҉ ̃̔  

 ץ 110mg ᶏ ̕ 

 Ῥ ץ 55mg ᶏ Ȃ 

CKṿ̘10Ṑ ṿ҉ ̂4 ̃̆

ᵄ # 

Ả 3 *Ȃ 3 ῤ Ů2 ̂5

Ṑ ṿ҉ ̃̔  

 ץ 55mg ᶏ ̕ 

 Ῥ ӄẢ Ȃ 
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#̂ ů3 ̃̆ ᵄ Ҍᵄ CK

 

Ả 3 *Ȃ 3 ῤ

Ů2 ̔ 

 ץ 110mg ᶏ ̕ 

 Ῥ ץ 55mg ᶏ Ȃ 

ῒ  3 Ҍ҉ץ  Ả 3 *Ȃ 3 ῤ Ů2 ̔ 

 ץ 110mg ᶏ ̕ 

 Ῥ ץ 55mg ᶏ Ȃ 

ᴋᵥ Ṝ̆ 55mgׅҌ ̂₮ ů3 Ҍ ̃̆ ↕ ӄẢ Ȃ 

҉ץ̔ ≢ -Ҍ Ԋᴆ ‰ 5.0 ̂NCI-CTCAE 5.0̃ Ҥ

№ Ȃ* Ả 3 ̆ ⌠ ‰ ↕̆ ӄẢ Ȃ# ̂ ᵖҌ ԍ̃̔

ȁ ȁ ⱬȂ 

ֲ  

ҹ ȁᵣ ȁ ≢ ╕ Ȃ 

ⱳ  

ᵄ Ҭ ⱳ ╕ Ȃᵄ ⱳ Ҭ ᶏ

ῃ Ҍ Ȃᵄ ⱳ ̂ ȍҳ Ȏ Ҋ

ⱬꜚף Ȃ̃ 

ⱳ  

ᵄ Ҭ ⱳ ╕ Ȃᵄ ⱳ Ҭ ᶏ

ῃ Ҍ Ȃ ⱳ ̂ ȍҳ

Ȏ Ҋ ⱬꜚף Ȃ̃ 

ȍҌ Ȏ 

ӥ ԅ ҳ Ҭ ⌠ ∞ ҹ Ҋץ̂ “

”̃ Ҍ ῒ ᵌ Ȃ ԍҳ Ҍ ᴆҊ ̆

ѿҩҳ Ҭ ⌠ Ҍ Ҍ ҍ ѿҩҳ Ҭ ⌠ Ҍ

̆Ӟ Ҍ ҳ Ҭ Ȃ 

 ҳ №  

҈ III Ҭ ҳ ̂HS-10296-03-01̆ѿ ̕

HS-10296-304̆ H̕S-10296-302̆ ꜛ ̃ ѿ I/II

Ҭ ҳ ̂HS-10296-12-01̆ԋ ̃ № Ȃ

778ᶛ NSCLC ̆ῒҬ 697ᶛ ԍ 110 mĝ ѿ ̃╕

Ȃ 

110 mg╕ ̆ ̂ů10% Ҍ̃ ҹ Ҋ ̂ 21.8% ȁ̃
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̂ 10.8% 10.6% ȁ̃ ̂ 10.2%̃

̂ 11.5% Ȃ̃4.6% ԅҤ Ҍ ̆ ů1% Ҥ

Ҍ Ȃ 

̂ů10%̃ ̂34.0% ȁ̃ ‏

̂20.4% ȁ̃Ҙ ̂19.8% ȁ̃ ᵞ̂16.5% ȁ̃

ᵞ̂12.1%̃ Ҭ ᵞ̂10.3% Ȃ̃ 

697ᶛ Ҭ Ҍ̆ 11.6% Ả ̆ Ả Ҍ ̂ů

1%̃ҹ ̂4.7%̃ Ҙ ̂1.4%̃̕ 4.3% Ҍ

⁞ ̆ ⁞ Ҍ ̂ů1%̃ҹ ̂2.4%̃̕ 2.3%

Ҍ ӄẢ Ȃ 

ҳ Ҭ 110 mg╕ ̂ů10%̃Ҍ  2Ȃ 

 2 ҳ Ҭ 110 mg╕ ̂≥10%̃Ҍ  

 
 110mg 

̂N=697̃ 

Ҍ  
≢ 

̂%̃ 

ů3  

̂%̃ 

Ҋ  
a 21.8 0.6 

 

 10.8 0.3 
b 10.6 0.3 

 

 10.2 0.1 

 
c 11.5 0.3 

 

 34.0 6.5 

‏  20.4 0.7 

Ҙ  19.8 1.7 

ᵞ 16.5 0.6 

ᵞ 12.1 0.6 

Ҭ ᵞ 10.3 0.7 

̔ ҳ Ҍ ҍ ῏ȁ ῏ȁ ῏ ∞

Ҍ Ԋᴆ̆ ∞ ῏ ῏ Ҍ ԊᴆȂ 

 

 ꜛ III ҳ  

HS-10296-302 ѿ ȁ ȁ ȁ Ҭ III ҳ ̆

ῃ℗ ᵄ Ҍᵄ EGFR II-IIIB NSCLC Ҭ̆
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ᴇ ╕ ῃ Ȃ ῍ 106ᶛ

̂110 mğ ѿ ̃ ̆῍ 107ᶛ ╕̂110 mğ ѿ ̃ ̕

Ҭᵝ ҹ 27.3 ̆ ╕ Ҭᵝ ҹ 22.2ҩ Ȃ 

̂ů10%̃Ҍ ҹ Ҋ ̂ 26.4%

17.9%̃ ̂ 14.2% 11.3% Ȃ̃0.9% ԅҤ Ҍ Ȃ 

̂ů10%̃ ̂60.4% ȁ̃ ‏

̂27.4% ȁ̃Ҙ ̂26.4% ȁ̃ ᵞ̂15.1% ȁ̃

̂14.2% ȁ̃Ҭ ᵞ̂13.2% ȁ̃ QT ̂12.3%̃

ᵞ̂12.3% Ȃ̃ 

106ᶛ Ҭ Ҍ̆ 7.5% Ả ̆ Ả

Ҍ ̂ů1% ҹ̃ ̂3.8%̃ QT ̂1.9%̃̕

9.4% Ҍ ⁞ ̆ ⁞ Ҍ ̂ů1%̃ҹ

̂2.8% ȁ̃ â1.9%̃ b̂1.9%̃̕ 0.9% Ҍ ӄẢ Ȃ 

HS-10296-302 Ҭ ̂ů10%̃Ҍ  3Ȃ 

 3 HS-10296-302 Ҭ ̂≥10%̃Ҍ  

 
 

̂N=106̃ 

╕ 

̂N=107̃ 

Ҍ  
≢ 

̂%̃ 

ů3  

̂%̃ 

≢ 

̂%̃ 

ů3  

̂%̃ 

Ҋ  
a 26.4 1.9 7.5 0 

 17.9 0.9 7.5 0 

 
b 14.2 1.9 0.9 0 

 11.3 0 4.7 0.9 

 

 60.4 6.6 14.0 0 

‏  27.4 0 17.8 0 

Ҙ  26.4 0 25.2 0.9 

ᵞ 15.1 0 14.0 0 

 14.2 0 4.7 0 

Ҭ ᵞ 13.2 0 9.3 0 

 QT  12.3 1.9 3.7 1.9 

ᵞ 12.3 0.9 3.7 0 

H̔S-10296-302 Ҍ ҍ ῏ȁ ῏ ∞ Ҍ Ԋᴆ̆

∞ ῏ ῏ Ҍ Ԋᴆ̂NCI�
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HS-10296-304 ѿ ȁ ȁ ȁ Ҭ III ҳ ̆

₮ Ҍ ℗ EGFR NSCLC

Ҭ̆ ᴇ ̂110mğ ѿ ̃ ╕ ῃ Ȃ ῍῀

147 ᶛ ̆ῒҬ 94ᶛ̆ ╕ 53 ᶛȂ Ҭᵝ ҹ

338 ̆ ╕ Ҭᵝ ҹ 116 Ȃ 

̂ů10%̃Ҍ ҹ Ҋ ̂ 14.9% Ȃ̃6.4%

ԅҤ Ҍ ̆ů1% Ҥ Ҍ ҹ ̂5.3% ȁ̃Ҋ

̂1.1% ȁ̃ ᴴ ̂1.1% ȁ̃ ̂1.1% Ȃ̃ 

̂ů10%̃ ̂45.7% ȁ̃

ᵞ̂24.5% ȁ̃ ᴴ ̂23.4% ȁ̃ ᵞ̂14.9%̃ Ҭ ᵞ

̂13.8% Ȃ̃ 

94ᶛ Ҭ Ҍ̆ 13.8% Ả ̆ Ả

Ҍ ̂ů1%̃ҹ ̂6.4% ȁ̃ ̂3.2% ȁ̃

ᵞ̂1.1% ȁ̃ ᴴ ̂1.1% ȁ̃ ᵞ̂1.1% ȁ̃Ҭ ᵞ

̂1.1% ȁ̃ ̂1.1%̃ ̂1.1%̃̕ 4.3% Ҍ ⁞ ̆

⁞ Ҍ ̂ů1%̃ҹ ̂4.3%̃̕ 2.1% Ҍ

ӄẢ ̆ ӄẢ Ҍ ̂ů1%̃ҹ ̂1.1% ȁ̃

̂1.1% ȁ̃Ҋ ̂1.1% Ȃ̃ 

HS-10296-304 Ҭ ̂ů10%̃Ҍ  4Ȃ 

  4 HS-10296-304 Ҭ ̂≥10%̃Ҍ & 

 
 

̂N=94̃ 

╕ 

̂N=53̃ 

Ҍ  
≢ 

̂%̃ 

ů3  

̂%̃ 

≢ 

̂%̃ 

ů3  

̂%̃ 

Ҋ  
a 14.9 0 5.7 0 

 

 45.7 6.4 7.5 0 

ᵞ 24.5 0 7.5 0 

ᴴ d 23.4 1.1 18.9 0 

ᵞ 14.9 1.1 1.9 0 

Ҭ ᵞ 13.8 0 3.8 0 

& HS-10296-304 Ҍ ҍ ῏ȁ ῏ ∞ Ҍ ԊᴆȂ 

 

 ѿ III ҳ  

HS-10296-03-01 ѿ ȁ ȁ ȁ Ҭ III ҳ ̆
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EGFR NSCLC Ҭ̆

ᴇ ̂110mğ ѿ ̃ ̂250mğ ѿ ̃ ῃ Ȃ

῍῀ 429ᶛ ̆ῒҬ 214ᶛ̆ 215ᶛ̕ Ҭ

ᵝ ҹ 15.0ҩ ̆ Ҭᵝ ҹ 8.3ҩ Ȃ 

̂ů10%̃Ҍ ҹ Ҋ ̂ 26.6% ȁ̃

̂ 15.4% 12.6% ȁ̃ ᷅ ̂ 17.8% ҉

11.2% ȁ̃ ̂19.2% ȁ̃ ̂19.2%̃ ῏ ̂15.4% Ȃ̃ 41

ᶛ̂19.2%̃ Ҭ̆1ᶛҹ 5 ̆4ᶛҹ 2 ̆ῒᵩ ҹ 1 Ȃ14.0%

ԅҤ Ҍ ̆ů1% Ҥ Ҍ ҹ ̂1.4% ȁ̃ ̂1.4%̃

̂1.4% Ȃ̃ 

214ᶛ Ҭ̆Ҍ 15.9% Ả ̆

Ả Ҍ ̂ů1%̃ҹ ̂5.1% ȁ̃ ᴴ ̂2.8%̃

ⱳ f̂1.4%̃̕ 4.2% Ҍ ⁞ ̆ ⁞ Ҍ ̂ů1%̃ҹ

̂2.8%̃̕ 3.3% Ҍ ӄẢ Ȃ 

̂ů10%̃ ᴴ ̂43.0% ȁ̃

̂35.5% ȁ̃ ᵞ̂22.9% ȁ̃ ᵞ̂21.0% ȁ̃Ҭ ᵞ

̂12.6% ȁ̃ Ӳ ̂11.7%̃ QT ̂10.7% Ȃ̃ 

HS-10296-03-01 Ҭ ̂ů10%̃Ҍ  5 Ȃ 

 5 HS-10296-03-01 Ҭ ̂≥10%̃Ҍ  

 
 

̂N=214̃ 

 

̂N=215̃ 

Ҍ  
≢ 

̂%̃ 

ů3  

̂%̃ 

≢ 

̂%̃ 

ů3  

̂%̃ 

Ҋ  
a 26.6 0 49.3 0 

 

 15.4 1.4 34.4 0.9 
b 12.6 0 11.2 0 

᷅  

 17.8 0 13.5 0.9 

҉  11.2 0 8.4 0 

 
c 19.2 0.5 19.5 0 

ҍ  

 19.2 0.9 8.8 0 

 

ȁ ῏ d 15.4 0 6.5 0 
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ᴴ e 43.0 3.7 62.3 14.4 

 35.5 7.0 8.8 0.5 

ᵞ 22.9 2.3 12.6 0 

ᵞ 21.0 0.9 7.4 0.9 

Ҭ ᵞ 12.6 1.9 9.3 0 

Ӳ  11.7 0 6.5 0 

QT  10.7 0.9 8.8 1.9 

H̔S-10296-03-01 Ҍ ҍ ῏ȁ ῏ȁ ῏ ∞ Ҍ

Ԋᴆֽ̆ ∞ ῏ Ҍ Ԋᴆ̂NCI-
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Ҍ  
≢ 

̂%̃ 

ů3  

̂%̃ 

Ҋ  
a 21.6 0.7 

 13.1 0 

 
b 11.0 0 

 10.2 0.4 

 
c 12.7 0.4 

 

῏ d 11.7 0.4 

 

 11.3 0.7 

 

 20.1 6.0 

ᴴ e 19.4 1.8 

ᵞ 11.7 0 

H̔S-10296-12-01 Ҍ ҍ ῏ȁ ῏ȁ ῏ȁ ῏

∞ Ҍ Ԋᴆֽ̆ ∞ ῏ Ҍ Ԋᴆ̂NCI-CTCAE 4.03 Ȃ̃ 

Ҋץ Ḥ ԍ 2ȁ 3ȁ 4ȁ 5 6ȂץҊ ף ҳ ѿ ῏Ԋᴆ̆

Ҍֽ ԍ ѿԊᴆ̔ 

a. ̔ ȁ ȁ ȁ ȁ ȁ ȁ җ ȁ ȁ

җ ȁ ȁ ȁ ȁ ȁ▫ ȁ ȁ ȁ ȁ

ȁ ȁ ȁᾣ ȁ ȁ җ ̕ 

b. ̔ ȁ ȁ ȁ ז ȁ ȁ ȁ ̕ 

c. ̔ ꜚ ȁ ҉ ȁ ȁ ȁ Ҍ ȁѿ ᴰ

ȁ ꜚ ȁ Ҍ ȁ ꜚ ȁ ȁ ȁ ȁ ꜚ ȁD ȁ

ȁ ꜚ ȁ ȁ ȁ ҉ ꜚ ȁԋ ȁ ҉ Ҍ ȁ

ȁ Ả ̕ 

d. ῏ ̔ ᵣ ȁ ȁ῏ ȁ ȁ ȁ ȁ ȁ

̕ 

e. ᴴ ̔ Ҙ ȁ ‏ ȁ ȁγ-

ȁ ȁ ȁ ȁ ⱴȁ Ҭ

ⱴȁ ȁ ȁ ȁ ‏ ᵞȂ 

f. ⱳ ̔ ⱳ ȁ ᴴȁ ᴴȂ 

 

Ҍ  

 

110 mg 697ᶛ Ҭ̆ 237ᶛ̂34.0%̃
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̆ῒҬ 1 113ᶛ̂16.2%̃̆2 79ᶛ̂11.3%̃̆3 34ᶛ̂4.9%̃̆4

11 ᶛ̂ 1.6%̃̆ 5 Ȃ 33 ᶛ̂ 4.7%̃ Ả ̆ 17 ᶛ̂ 2.4%̃

⁞ ̆ 1ᶛ̂0.1%̃ Ȃ 1ᶛ̂0.1%̃

Ҥ Ҍ ̆ ₮ Ȃ 

׆ Ҭᵝ ҹ 64 ̆

Ҭᵝ ҹ 44 Ȃ Ҭ̆

ȁ ̂2ᶛ 2 1̆ᶛ 2

̃Ȃ 21ᶛ̂3.0%̃ ̂5ᶛ 3 ̆7ᶛ 2 ̆

9ᶛ 1 ̃̆Ӟ ῏ ̂5ᶛ 2 ̆ῒᵩҹ 1 ̃Ȃ14ᶛ̂2.0%̃

3 ҉ץ ԅ Ȃ 

QT  

110mg 697ᶛ Ҭ̆ 54ᶛ̂7.7%̃ QT

̆ῒҬ 1 36ᶛ̂5.2%̃̆2 13ᶛ̂1.9%̃̆3 5ᶛ̂0.7%̃̆ 4

5 Ȃ 4ᶛ̂0.6%̃ Ả ̆1ᶛ̂0.1%̃⁞ ̆ Ȃ

׆ QT Ҭᵝ ҹ 44.5 ̆QT Ҭᵝ

ҹ 38.5 Ȃ 

ⱬ  

110mg 697ᶛ Ҭ̆ 8ᶛ № ̂LVEF̃

ṿ Ҋ ̘10%ғ ṿ̖50%̕ 1ᶛ ⱬ ̂4 ̃̆Һ ҹ

ⱴ ȁ Ḇȁ ᵣ ӎⱬ ̆ Ȃ 

/  

110mg 697ᶛ Ҭ̆ 2ᶛ ̆ ҹ 2 ̕Һ

ҹ ȁ ȁ ̆ Ȃ 

HS-10296-304 Ҭ̆ 147ᶛ Ҭ̆ 7ᶛ̂4.3%̃

̆ ҹ 1~2 ̆ ȂῒҬ Ả 6ᶛ̂6.4%̃̆ ӄ

Ả 1ᶛ̂1.1%̃̆ ╕ ᵞȂ 

 

110mg 697ᶛ Ҭ̆ 35ᶛ̂5.0%̃ ̆ ҹ

ȁ ⱬ Ꞌȁ Ҍ ȂῒҬ 1 27 ᶛ̂ 3.9%̃̆ 2 8 ᶛ̂ 1.1%̃̆

3 ҉ץ ̆ Ȃ׆ Ҭᵝ ҹ
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42 ̆ Ҭᵝ ҹ 93 Ȃ 

Ԋᴆ 

110mg 697 ᶛ Ҭ̆ ԅ 16.5% ᵞȁ12.1%

ᵞȁ10.3% Ҭ ᵞ 3.3% ᵞ̆ῒҬ №

Ҥ ҹ 1~2 3̆ ҉ץ ᶛ ᵞԍ 1%̆ Ả ⁞ ӄẢ ᶛ

ᵞԍ 1%Ȃ 

 

ȍ Ȏ 

ᴍ ᴋᵥѿ ̆ Ȃ 

 

ȍ Ԋ Ȏ 

EGFR ᴇ 

ᶏ ̆ ᾢ EGFR Ȃ ‰

̆ DNA Ҭ DNÂctDNÃ Ȃ 

ctDNA ̆ EGFR ҹ 19 ȁL858R

T790M ̆ ᶏ Ȃ ̆ ᶏ ctDNA ̆ғ

ҹ ̆ ԍ ᴪ₮ Ẋ ̆ ’Ҋ

Ȃ 

 

ԍ ̘5 Ṑ ṿ҉ ̂CTCAEů3 ̃ ̆

Ҍ ȁ ȁ ⱬ ̆

’ ╕ ̂ 1 Ȃ̃ ℗ ȁ

ȁ ⱳ ̂ ȁ ȁ̃ᵣ ̆ ѿ Ȃ 

ҍҊ↓ ⱴ / ̆

ΐ ̂ ז ̃ CYP3A4 └╕ ̂

ȁ ȁᾥ ȁᶭ ȁ ȁ ȁ ȁ ȁῒז

ֲ ᾧ └╕ Ȃ̃ 

QT  

ҳ Ҭ ԅ ᴰ ҳ ̂ QTc >470 

ms Ȃ̃ ᾢ QT ᾧᶏ Ȃɐ ᾟ ⱬ ȁ

ᶏ QT Ȃ ң
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QTc ̘500 ms ̘60 ms ╕

̂ 1 Ȃ̃QT Ҋ↓ᴋᵥѿ ’ ӄẢ ̔

ꜚ ȁ ꜚ Ҥ ᵣ Ȃ 

ⱬ  

ԍ LVEF ’ ̆ ⱳ ̆

╠ LVEFȂ ԍ ₮ Ԋᴆ ῏ ᵣ

̆ LVEF Ȃ 

/  

ҳ Ҭ̆ ԅ ȁ ȁ

ҳ ꜚ ̆ ᶏ

Ȃ 110mg╕ ₮ 2ᶛ 2 ̆

Ȃ 

ԍ Ҭ₮ ̂ ȁ ̃ ᵬ / Ҍ ⱴ

̆ Ȃ ̆ ̆

Ảᶏ Ȃ ҹ ̆↕ ӄẢ ̆ Ȃ 

ԍ ̆ 2

̆ Ả ̕ 3 ҉ץ

̆ ӄẢ ȂHS-10296-304 Ҭ̆ ╕ Ҭ№≢ 25ᶛ

̂26.6%̃ 7 ᶛ̂13.2%̃ Ả ̆ῒҬ Ҭ 19 ᶛҍ

῏̕ 1ᶛ̂1.1%̃ ӄẢ ̆∞ ҍ

῏Ȃ 

ᵬ ⱬ  

ᵬ ⱬ Ȃ ԍ ₮ ӎⱬ Ҍ

̆ ᵬ Ȃ 

 

ȍ Ӳ Ȏ 

 

/ ᾧ ̆ 3ҩ ῤׅ ᶏ

Ȃ ̆Ҍ Ҋ Ȃ 
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ҳ ╠ ҹӲ ̂BCRP̃ P- ̂P-gp̃

̆ҳ ҉ ҍ BCRP P-gp ╕ └╕ ᶏ ̆

ԑᵬ Ȃҳ ╠ Ҭ̆ BCRP ѿ └ᵬ ̆ҳ ҉

ҍ BCRP ᶏ ѿ Ȃ ҹ BCRP

ғ Ȃ ԅ ̆ ῒ ῃ ℗ Ȃ 

 

ȍ Ȏ 

I ҳ ̆ № ╕ ⌠ 220mĝ 39ᶛ̃ 260 

mĝ 6ᶛ Ȃ̃260mg ₮ 1ᶛ ̆ Ȃҳ

Ҭ̆ 220mg Ҥ 110mg

╕ ₮ ԅ ⱴȂ ҉ Ҭֲ̆ᵣ ҹ ̆ῒҬ

ᶛ ҹ Ẽ Ԋᴆ̆ Ҥ ҳ Ȃ ̆

℗ ̆ ҳ ԇ Ȃ 

 

ȍҳ Ȏ 

ᵬ └ 

ȍ Ȏ ῏ῤ Ȃ 

ⱬꜚף  

 

NSCLC 110 mg ̆ Ҭ ̂tmax̃

Ҭᵝ ҹ 4.00 h̆ ̂Cmax̃ ṿҹ 318.50 ng/mL̆ᵣῤ ̂AUC0-Ŝ̃ ṿҹ

13210.71 ng/mL·hȂN- ף ֟ HAS-719 t̆maxҬᵝ

ҹ 17.55 h C̆max ṿҹ 36.52 ng/mL̆r ῤ ̂AUC0-Ŝ̃ ṿҹ 3756.53 ng/mL·hȂ 

110 mg ѿ ̆ ᵣῤ ̂Rac(AUC)̃ ṿҹ

1.39̆ ף ֟ ̂HAS-719̃ ᵣῤ ṿҹ 4.07Ȃ ̆

ᵣῤ ̆HAS-719 ᵣῤӞ ѿ Ȃ

110 mg ̆ HAS-719 ⱬꜚף

Ȃ 

ᵣ ꜚ № ̆ ῒף ֟ HAS-719

NSCLC ԍ NSCLC ꜛ ᵣῤ PK Ȃ 

№  
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ᵣ HAS-719 ᵣ ҍֲ ≥99.5%̆ᵣῤ

№ Ȃ NSCLC 110mg ̆ῒ № ̂Vd/F̃ҹ 554.20 

LȂ 

ף  

Һ CYP3A4ף ̆ № CYP3A5ȁCYP1A2 CYP2A6ף ̆Һ

ף ֟ ҹ N- ף HAS-719Ȃ 

 

110 mg Һ̆ ץ ף ׆ ḂҬ ̆ ╕

׆84.75%̆ Ҭ ╕ 5.44%Ȃ HS-10296 ף HAS-719

№≢ҹ 30.62 h 55.36 hȂ 

ⱳ  

ѿ Ҭ ⱳ ᴴ Ҭ ⱬꜚף ̂HS-10296-106̃

̆ ᴴ HS-10296 ῒף HAS-719 ᵣῤ ̆ Ҭ

ᴴ↕ᴪᶏ HS-10296 ῒף HAS-719 ѿ ᵞȂ ᵣ ⱬꜚף

№ ̆ ⱳ ῒ ף ֟ HAS-719 ꜚף

ⱬ ̂<10% Ȃ̃ ⱳ Ҭ ҳ Ȃ 

ⱳ  

ⱳ ⱬꜚף Ȃ ᵣ ⱬꜚף № ̆

ҍ ⱳ ̂ CLcrů90 mL/miñ ̆ ̂60ŮCLcr̖90 mL/miñ

Ҭ ̂30ŮCLcr̖60 mL/miñ ⱳ Ҭ̆ ῒ ף ֟ ̂HAS-

719̃ ̆ ̂<10% Ȃ̃ ҳ Ҭ̆ ԅ ̘

1.5×ULNғ Cockcroft-GaultῈ CLcr̖50 mL/min ̆ ⱳ

ҳ Ȃ 

ᴰ  

╠ ף ᴰ Ȃ 

 

ȍҳ Ȏ 

 ῃ℗ ᵄ Ҍᵄ EGFR II-IIIB NSCLC-III

̂HS-10296-302̃ 

HS-10296-302 ѿ ȁ ȁ ȁ Ҭ III ҳ ̆
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ῃ℗ ᵄ Ҍᵄ EGFR II-IIIB ̂AJCC 8 № ̃

NSCLC Ҭ̆ ᴇ ̂110 mğ ѿ ̃ ╕̂110 mğ ѿ

̃ ῃ Ȃץ EGFR ̂ 19 L858R ̃

№ ̂II ȁIIIA N2− IIIA/B N2+̃ № Ȃ Һ ҹ ԍ

ᴪ̂IRC̃ ᵀ ̂DFS̃Ȃ ԍ ᵀ

DFS ĬRC ᵀ 2 DFS ȁ3 DFS ȁ5 DFS ̆ ̂OS̃ 5 OS Ȃ

῍ 214ᶛ ׆ ῃ℗ ̂ᵄ Ҍᵄ ̃Ҭ ̆ 1 1̔ ᶛ №

̂107 ᶛ̃ ╕ ̂107 ᶛ̃Ȃ ╕ Ҭᵝ ҹ

27.6ҩ Ȃ 

ҹ̔ 59.2 ̂ 30~75 ̃̕ ᵣ

24.05 kg/m2̂ 15.8~37.3 kg/m2̃̕ 44.9%̆ 55.1%̕ Ҍ׆97.2%̕

72.0%̆ 28.0%̕ 100.0%̕IB 0.9%̆II 44.9%̆IIIA 49.5%̆

IIIB 4.7%̕ 19 47.7% L̆858R 52.3% 1̕ᶛ T790M ̆

1ᶛ EGFR 20 ῀ ̕қ ᵬ ̂ECOG̃ᵣⱬ ̂PS̃

№ҹ 1№ 63.6% 0̆№ 36.4% 9̕4.4% ꜛ ̂6.9%IB-IIA 9̆3.1%IIB-IIIB Ȃ̃ 

ῃ℗ ᵄ Ҍᵄ EGFR II-IIIB NSCLC

̂ ╕ 106ᶛ 104ᶛ̃Ҭ̆ҍ ╕ ̆

֙ ᵞԅ 83%̂ mDFS ⌠̆ ╕ mDFS ҹ

19.4ҩ ̆HR 0.166̆95% CI̔0.094, 0.294̕p̖0.0001̃ȂIRC ᵀ  

7 ̆DFS Kaplan-Meier  ȂOS Ȃ 

ҍ ╕ ̆ ᾢ ֒ ֲ Ҭ ₮ѿ DFS ̆

≢ȁ ȁ ȁEGFR ȁ № ECOG PS №֒ Ȃ 

№ ̆ ╕ Ҭ CNS №

≢ҹ 6ᶛ ̂5.7%̃ 17ᶛ ̂16.3%̃Ȃ 

 7 III ̂HS-10296-302̃IRC ᵀ  

 
 

(N=106) 

╕ 

(N=104) 

 (DFS) 

Ԋᴆ ̔n (%) 15 (14.2) 62 (59.6) 

Ҭᵝṿ (95% CI) [ ᵝ̔ ] NR (29.1, NA) 19.4 (11.2, 26.2) 

1  (95% CI) 95.1 (88.6, 97.9) 55.9 (45.7, 64.9) 

2  (95% CI) 88.2 (80.2, 93.1) 40.6 (30.7, 50.3) 
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HR (95% CI) 0.166 (0.094, 0.294) 
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24.16kg/m2̂ 19.1~33.0 kg/m2̃̕ 45.7%̆ 54.3%̕ 97.8% Ҍ׆̕ 69.6%̆

30.4%̕ 90.2%̕IIIA 23.9%̆IIIB/IIIC 76.1%̕ 19

41.3% L̆858R 58.7%̕ 75.0%̆ 25.0% қ̕ ᵬ ̂ECOG̃

ᵣⱬ ̂PS̃ №ҹ 1№ 81.5%̆0№ 18.5%Ȃ 

ҍ ╕ ̆ ₮ΐ ҳ ӈ PFS ̂HR=0.200 9̕5% CI̔

0.114̆0.352̕P̖0.0001̃̆ ╕ Ҭᵝ PFŜmPFS̃№≢ҹ 30.4ҩ

3.8ҩ ȂBIRC ᵀ 8̆PFS Kaplan-Meier 2Ȃ

OS№ ̆Ҭᵝ OŜmOS̃ ᵞ̂ 12.7%̃̆ῒҬ Ԋ

ᴆ ᶛҹ 12.0%̆ ╕ Ԋᴆ ᶛҹ 14.0%Ȃ mOS ⌠̆

╕ mOSҹ 36.99ҩ ̂HR=0.797̕95%CI̔0.306̆2.074̃Ȃ 

ҍ ╕ ̆ PFS ᾢ ֒ ֲ Ҭ ΐ ̆ל

╠ TNM№ ̂IIIA ̕IIIB IIIC ̃̆ ̂ ̕

̃̆ ᶃ ̂ ῃ ̕ № ̕ ̃̆EGFR ̂Ex19del̕

L858R̃̆ ≢̂ ̕ ̃̆ ̂<65̕ů65̃̆ECOG PS №̂0№̕1№̃̆

̂ ̕ ̃Ȃ 

 8  III ̂HS-10296-304̃ ̂BIRC ᵀ̃ 

 
 

̂N=92̃ 

╕ 

̂N=50̃ 

̂PFS̃ 

Ԋᴆ ̔n̂%̃ 30 (32.6) 32 (64.0) 

Ҭᵝṿ̂95% CĨ[ ᵝ̔ ] 30.36 (17.22, NA) 3.78 (3.68, 5.59) 

HR̂95% CĨ 0.200 (0.114, 0.352) 

pṿ <0.0001 

̂ORR̃ 

̔%̂95% CĨ 56.5 (46.4, 66.7) 22.0 (10.5, 33.5) 

ṿ ̂95% CĨ 4.583 (2.071, 10.144) 

pṿ <0.0001 

└ ̂DCR̃ 

└ ̔%̂95% CĨ 95.7 (91.5, 99.8) 74.0 (61.8, 86.2) 

ṿ ̂95% CĨ 8.533 (2.540, 28.664) 

pṿ 0.0001 

̔HR= ̕CI= Ḥ ̕NA=Ҍ ̕ ԍ BIRC RECIST v1.1 ᵀ

Ȃ ҹ ѿ № ῃ Ȃ ԍ ᵀ ╕ mPFS№

≢ҹ 30.36ҩ 3.78ҩ ̂HR=0.150̕95% CI̔0.080̆0.284̕p̖0.0001̃̆ҍ ԍ BIRC ᵀ

ѿ Ȃ 
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 2 III ̂HS-10296-304̃Ҭ PFS-Kaplan Meier  

 

 EGFR NSCLC-III

̂HS-10296-03-01̃ 

HS-10296-03-01 ѿ ȁ ȁ ȁ Ҭ III ҳ ̆

EGFR NSCLC Ҭ̆ ᴇ

̂110mğ ѿ ̃ ̂250mğ ѿ ̃ ῃ Ȃ 1̔

1 ᶛ ῀ ץ̆ EGFR ̂ 19 L858R ̃

̂ ̃ № Ȃ Һ ҹ ᵣ ᴇ

‰ 1.1 ̂RECIST v1.1̃ ᵀ ̂PFS̃Ȃ

̂OS̃ȁ ̂ORR̃ȁ ̂DoR̃ȁ └ ̂DCR̃

̂DepOR̃Ȃ ῍῀ 429ᶛ ̆ῒҬ 214ᶛ̆

215 ᶛȂ Ҭᵝ ҹ 20.5 ҩ ̆ Ҭᵝ ҹ 20.7 ҩ

Ȃ 

ҹ̔ 58.1 ̂ 32~78 ̃̕ ᵣ

23.13 kg/m2̂ 16.0~37.0 kg/m2̃̕ 37.4%̆ 62.6%̕ Ҍ׆96.7%̕

72.9%̆ 27.1%̕ 98.1%̕IV 94.4%̆IIIB 5.6%̕ 19

65.4% L̆858R 34.6% қ̕ ᵬ ̂ECOG̃r ⱬ ̂PS̃ №ҹ 1№ 74.8%̆

0№ 23.8%̕ᵄ 26.2%Ȃ 

ҍ ̆ ₮ΐ ҳ ӈ PFS ̆
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Ҭᵝ PFŜmPFS̃№≢ҹ 19.3ҩ 9.9ҩ ̂HR=0.463̕95% CI̔0.359̆

0.596̕P̖0.0001̃Ȃ ᵀ  ̆PFS Kaplan-Meier

 Ȃ OS№ ̆Ҭᵝ OŜmOS̃ ⌠̆ 24ҩ

ԍ ̂70.4% vs. 58.8%̃Ȃ 

ҍ ̆ PFS ᾢ ֒ ֲ Ҭ ΐ ᴨ ̆

EGFR ̂ 19 ̕L858R ̃ȁ ̂ ̕ ̃ȁ

≢̂ ̕ ̃ȁ ̖̂65 ̕ů65 ̃ȁ ̂ ̕ ̃ ECOG PS №̂0№̕1

№̃ȂῒҬ ԍ EGFR ֒ № ̆ 19

Ҭ̆ң mPFS№≢ҹ 20.8ҩ 12.3ҩ ̂HR=0.389̆p̖0.0001̃̕ L858R

Ҭ̆ң mPFS№≢ҹ 13.4ҩ 8.3ҩ ̂HR=0.599̆p=0.0102̃̕

Ҭ̆ң mPFS№≢ҹ 15.3ҩ 8.2ҩ ̂HR=0.376 p̖̆0.0001̃̕

Ҭ̆ң mPFS№≢ҹ 19.3ҩ 12.6ҩ ̂HR=0.507̆p̖0.0001̃Ȃ 

 9 III ̂HS-10296-03-01̃ ̂ ᵀ̃ 

 
 

̂N=214̃ 

 

̂N=215̃ 

̂PFS̃ 

Ԋᴆ ̔n̂%̃ 105 (49.1) 158 (73.5) 

Ҭᵝṿ̂95% CĨ[ ᵝ̔ ] 19.3 (17.8,20.8) 9.9 (8.3,12.6) 

HR̂95% CĨ 0.463 (0.359,0.596) 

pṿ <0.0001 

̂DoR̃ 

Ҭᵝṿ̂95% CĨ[ ᵝ̔ ] 18.1 (15.2,NA) 8.3 (6.9,11.1) 

HR̂95% CĨ 0.376 (0.277,0.509) 

pṿ <0.0001 

̂ORR̃ 

̔%̂95% CĨ 73.8 (67.4,79.6) 72.1 (65.6,78.0) 

ṿ ̂95% CĨ 1.092 (0.704,1.693) 

pṿ 0.6939 

̔HR= ̕CI= Ḥ ̕NA=Ҍ Ȃ ԍ RECIST v1.1 ᵀ

Ȃ ҹ ѿ № ῃ Ȃ ԍ ᵀ ᴪ̂BIRC̃ ᵀ

mPFS№≢ҹ 17.9ҩ 9.7ҩ ̂HR=0.500 9̕5% CI 0̔.390 0̆.641 p̖̕0.0001̃̆

ҍ ԍ ᵀ ѿ Ȃ 
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 3 III ̂HS
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ORR (95% CI) 68.9 (62.6,74.6) 

DCR (95% CI) 93.4 (89.6,96.2) 

mPFS (95% CI) ( )1 12.3 (9.6,13.8) 

mDoR (95% CI) ( )2 12.4 (11.3,NA) 

̔ IRC RECIST v1.1 ᵀ ̆ῒҬ

̂PR̃̆ ̂SD̃ҹ ⌠ ‰ȁғ 5 Ȃ1̆ ⌠

’Ҋ ֙ ̆ ҹ 48.0%̕2̆

⌠ ’Ҋ ֙ Ȃ 

 

╠ 4 ῤ̆ ȁΐ ȁ Ҭ

̂CNS̃ ῀ ȂII ╕ ᵈ ῀ ԅ 91ᶛ ∞

̆ῒҬ 23̂9.4%̃ᶛ IRC ᵀ ῤ Ȃ IRC

RECIST v1.1 ‰ ᵀ Ҋ C̔NS ORRҹ 60.9% (95%CI 3̔8.5% 8̆0.3%)̆

ῒҬѿᶛ̂4.3%̃ ҹ ῃ ̂CR̃̕CNS DCRҹ 91.3% (95%CI 7̔2.0% 9̆8.9%)̕ 

CNS mPFSҹ 10.8 ̂ ҹ 47.8%̃̕CNS mDoRҹ 11.3 Ȃ 

 

ȍ Ȏ 

ᵬ  

EGFR └╕̆ EGFR ̂T790MȁL858R

19 ̃֟ Ҍ └ └ ̂IC50̃ ᵞ 10ṐȂ ᵣ

ᵣῤꜚ Ҭ̆ EGFR ̂T790M L858R ̕

19 ̃ NSCLC ΐ ᵬ ̆ EGFR └ᵬ Ȃ 

 

ѿ ̔ 13 26 ̆Һ ҹ ᴴȁ ȁ

ȁ ̆ ╕ №≢ҹ 60 mg/kg 30 mg/kĝ

ҹֲ ╕ 110 mg 0.4~1.9Ṑ̃̕ 13 39 ̆ Ҥ

╕ ҹ 10 mg/kĝ ҹֲ ╕ 110 mg 4.5Ṑ̃̆ Һ ҹ

ȁ ȁ Ȃ 

ᴰ ̔ Ames ȁҬ ד ᵣ

ҹ Ȃ 

̔ ╕ 100 mg/kğ ⱬ Ҍ ̕

̆ ᵣ ȁ ᵞ̆ץ ҡ
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̆ ╕ ҹ 30 mg/kĝ ץ mg/m2 ̆ ҹֲ ╕ 110 mg

2Ṑ Ȃ̃ 

ԍ ╠ ̂ 6~16 ̃ ԇ ╕

100 mg/kĝ ҹֲ ╕ 110 mg 3Ṑ̃ ̆ ⌠ - ה

Ȃ ῌᾮ Ҭ̆ ῌ ᾮ̂ 6~19 ̃ ԇ

╕ 30 mg/kğ ů15mg/kĝ ҹֲ ╕ 110 mg 0.1Ṑ̃

֟ȁ ֟ ᵣ ה ̆ ᵬ Ȃ 

֟ Ҭ̆ ԍ 6 Ӳ 21 ԇ 10ȁ

30ȁ100 mg/kĝ ҹֲ ╕ 110 mg 0.3ȁ0.8ȁ2.3Ṑ̃̆ 100 mg/kg

ᵣꜚ ̂F0̃ף ȁ Ḃ ̆ᵣ ᵣ ᵞ̆

⁞ ̆ ꜚף ̂F1̃ף ₮ ȁ₮ ȁᵣ ᵞ̆ ᵣ

̂ № ȁ₮ ȁ ҷҊ ȁ № ̃ ̂ ᵝȁ ȁ

╠ ̃ Ȃ Ӳ ῀Ӳ Ȃ ᵣ ף Ҍ

╕ ҹ 30 mg/kgȂ 

̔rasH2 26 Ҭ̆ 6 ҩ ԇ 15ȁ

45ȁ150 mg/kĝ ҹֲ ╕ 110 mg 0.7ȁ2.4ȁ8.8Ṑ̃̆ 150 mg/kg

ꜚ ů15 mg/kg ꜚ ⱴ̆150 mg/kg ꜚ

ů45 mg/kg ꜚ / ⱴ̆

ץ 150 mg/kg ꜚ ⱴȂ 

 

ȍ Ȏ 

̆ 30ŅץҊḠ Ȃ 

 

ȍ Ȏ 

Ә ᵣ ̆ⱴ ᵣ ╕̆ /

/ Ә ̕ 

7 / ×1 / ×1 / ȁ7 / ×1 / ×2 / ȁ10 / ×1 / ×1 / ȁ10 /

×1 / ×2 / ȁ10 / ×1 / ×3 / Ȃ 

ȍ Ȏ 

36ҩ Ȃ 

ȍ ‰Ȏ 
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