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ǹR  

‰ ̔2013 06 26  

ḱ ̔2015 11 30  

          2017 03 16  

          2017  12 13  

          2018 05 31  

         2020 11 05  

 

甲磺酸伊马替尼片说明书 

请仔细阅读说明书并在医师指导下使用 

【药品名称】 

    ̔ ᴚ  

    ̔Imatinib Mesylate Tablets 

    ̔Jiahuangsuan Yimatini Pian 

【成    份】 

    Һ ᴍҹ ᴚ Ȃ 

    ̔4-[̂4- -1- ̃ ]-N-[4- -3-[[4-̂3- ̃-
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    ̆ Ȃ 

Ph+CML ╕  

ֲ 

    ᴚ ╕ ҹ 400mg/ ̆ ⱴ ҹ 600mg/   

Ȃ 

    ԍWBC>50000/ël CML ѿ ̆ ֽ ԍ

Ȃ ⱴ҉ ᴚ Ȃ 

    Ҥ Ҍ ғ ̆ Ҋ↓ ’Ҋ╕ ׆ 400mg/ ⱴ⌠

600mg/ ̆ ׆ 600mg/ ⱴ⌠ 800mg/ ̔ᴋᵥ ₮ ԅ ȁ 3 ҩ

̆ 12 ҩ ᴋᵥ ᴰ ̆ /

ᴰ Ȃ 

3 ᾙ҉ץ  

    ╠ ῤ ᾙ ᶏ ҳ ȁ Ҥ ᾙ ῃ ̆

╕ Ȃ 

    ԍ 3 ᾙ҉ץ ῃ Ḥ Һ ҳ Ȃ 

    ᶭ ֲ ╕ ̆ ╕ ҹ̔ ⱴ 340mg/m2( ╕ Ҍ 600mg/

̃└ ᾙ ╕ ̆ ╕ ѿ ҉Ҋ ᾥ̆12 Ҋᾙץ

╕ ѿ ҉Ҋ ԓ ᾥȂ 

    3 Ҋᾙץ Ȃ 

Ph+ALL ╕  

ֲ ╕ ҹ 600mg/ Ȃ 

ᾙ ╕ ҹ 340mg/m2̂ ╕ Ҍ 600mg/ Ȃ̃ 

GIST ╕  

 Ҍ ℗ ̉ GIST ̆ ᴚ ╕ ҹ 400mg/ Ȃ 

 ̆ Ҥ Ҍ ̆╕ ׆ 400mg/

ⱴ⌠ 600mg/ 800mg/ Ȃ ԍ GIST ̆ ᴚ  ̆

 Ȃ 

ԍ GIST ῃ℗ ֲ ꜛ ╕ ҹ 400mg/ Ȃҳ Ҭᴚ

ҹ 3 Ȃ ҹ 36ҩ Ȃᴚ ꜛ ᶃ
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Ҍ Ȃ 

HES/CEL ╕  

    ԍ HES/CEl ╕ Һ ᶭ ╕ Ȃ 

    ԍ FIP1L1-PDGFR-à HES/CEL̆ ╕ ҹ 100mg/ Ȃ

̆ғ Ҍ ̆ ץ 100mg/ ╕

400mg/ Ȃ 

ASM ╕  

    ԍ ASM ╕ Һ ᶭ ╕ Ȃ 

    D816Vc-Kit ASM ֲ ᴚ ╕ 400mg/ Ȃ

ASM c-Kit ’ ̆ ᶏ ῒ Ҍ ̆

ԇ ᴚ 400mg/ Ȃ 

    ᵄ (ѿ ҍ FIPlLl-PDGFR-à ῏ ᾥ ̃

ASM ̆ ᴚ ╕ ҹ 100mg/ Ȃ

̆ғ Ҍ ̆ ץ 100mg╕ 400mgȂ 

MDS/MPD ╕  

    ԍMDS/MPD ╕ Һ ᶭ ╕ Ȃ 

    ֲ PDGFR-à -á ῖ MDS/MPD

ᴚ ╕ ҹ 400mg/ Ȃ 

DFSP ╕  

    ԍ DFSP ╕ Һ ᶭ ╕ Ȃ 

    ֲ DFSP ᴚ ╕ 400mg/ Ȃ ╕

800mgȂ 

₮ Ҍ ╕  

    ᴚ Ҭ₮ Ҥ Ҍ ( Ҥ ᵣ ̃̆

Ả ̆ ⌠Ҍ ̆ Ῥ Ҍ Ҥ ╕ Ȃ 

Ҥ ╕  

    > ҉ 3Ṑ > ҉ 5Ṑ̆ Ả

ᴚ ̆ ⌠҉ №≢ ⌠ ҉ 1.5 2.5ṐץҊȂ 

ץ     ̆ ᴚ ⁞ץ Ȃ ֲ ╕ ׆ 400mg ⁞ ⌠
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ů75¦109/L ̆ ╕ 600mg/ Ȃ Ῥ ₮ ṿ

̂ Ҭ <1.0¦109/L / <50¦109/L̃̆ ╕ ⁞ 400mgȂ 

ⱳ ╕  

    ȁҬ ⱳ ᶏ ╕ 400mg/ Ȃ ╠ Ҥ ⱳ ̂

̘ 3Ṑ̃ᶏ ╕ ҹ 400mg/ Ȃ ֓ ᵀ

̆Ῥᶏ Ȃ 

ⱳ ╕  

    ᴚ ץ Ȃ ԍ ҩ ̆ ⱳ ῃ

⁞ Ȃ ̆ Ҥ ⱳ ׅ ≢ Ȃ 

╕  

    ≢ ╕ Ȃ 

【不良反应】 

ῃ  

    ᴚ ֲᵣҳ ᶏ Ҭ ᵣ ῃ ᴚ 12 ᶏ

ԅ Ȃ ҳ Ҭ̆ ѿ ᴪ Ҍ ԊᴆȂ

Ҍ Ԋᴆ(>10%̃ҹҬ ⁞ ̆ ⁞ ̆ ̆ ̆ Ҍ ̆ ̆ᵣ

ⱴ̆ ̆ ̆ ̆ ̆ ̆ ̆ Ꞌ Ȃ ֓Ԋᴆ Ҥ

ҹ Ҭ ̆ғ 2%͘5% ῏ Ҍ Ԋᴆ ӄ Ȃ 

    Ph+ ᵣ ῃ Ph+ Ҭ ץ└

GIST Ҭ ̂GĨҌ Ԋᴆ ῤ₮ Ҥ ̆ ғ

ԍ ῏ Ȃ └̆GIҌ Ԋᴆ̆ ңҩ

Ȃῒז GI ’̆ ȁ ̆ᵌӍ ҹ Ҍ Ȃ

ԍᴚ ⌠ ғ ҍᶏ ῏ ῒ ₮Ҍ Ԋᴆ̆

̆ ⱳ ̆ᵞ ̆Ҥ Ҍ ̆ ᾙ

Ȃ 

    ֓Ҍ Ԋᴆ Ҥ ̆ ╕ Ȃ Ҍ ̆ ’

Ҋ Ả Ȃ 

    Ҍ ↓̆ Ҋ ӈ̔ № (ů1/10̃̕ (ů1/100̆

<1/10̃̕ Ẽ (ů1/1000̆<1/100̃̕ (ů1/10,000̆<1/1000̃̕ № (<1/10,000̃̆
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ҩ ȂץҊҌ ҹ CML GISTҳ Ҭ Ȃ 

ῃ  

№ ̔ᵣ ȁ (56% ȁ̃ Ꞌ(15%̃ 

  ̔ӎⱬȁ ȁ ȁῃ ȁ  

Ẽ  ̔ ȁҌ  

ᴰ  

Ẽ  ̔ ȁ 1ȁ ȁ ȁ҉ ȁ ȁ ȁ ȁ

ȁ ȁ  

  ̔  

ҍ  

№ ̔Ҭ ⁞ (14% ȁ̃ ⁞ (14%̃ (11%̃ 

  ̔ῃ ⁞ ȁ Ҭ ⁞  

Ẽ  ̔ ȁ ⁞ ȁ └ȁ ȁ  

  ̔  

ף Ῑ  

  ̔ Ҍ  

Ẽ  ̔ ȁ ȁᵞ ȁ ⱴȁ ᵞȁ ȁᵞ ȁ

ȁ ȁᵞ  

  ̔ ȁᵞ  

 

  ̔  

Ẽ  ̔ ȁ ȁ ᵞ 

  ̔  

 

№ ̔ 2(11%̃ 

  ̔ ȁ ȁ ȁ ⁞  

Ẽ  ̔ ₮ ȁ ȁ ȁ ȁẒ ȁ ȁ ȁҌ

ȁ  

  ̔ ῤ ȁ ȁ  
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  ̔ ȁ ȁ ȁ ⱬ ȁ ₮ ȁ  

Ẽ  ̔ ┬ ȁ ȁ ȁ ₮ ȁ ₮ ȁ ȁ  

  ̔ Ӳ ȁ ᾣ ȁ ῤ  
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Ẽ  ̔ ȁ ȁ ᴴȁ ȁ ȁ ȁ ȁ ȁ

ȁ ȁ▫ ȁ ȁ ᴴȁ ȁ ȁ  

  ̔ Ҭ (Sweet ȁ̃ ȁ ȁ ȁ

ȁ ȁStevens-Johnson ȁ

(AGEP̃ 

ȁ  

№ ̔ ȁ (36% ȁ̃ (14% ȁ̃῏ ȁ 8 

  ̔῏  

Ẽ  ̔῏ ὅ  

  ̔ ⱬȁ῏  

 

Ẽ  ̔ ȁ ȁ ȁ  

Ӳ  

Ẽ  ̔ Ӳ ȁ+ ⱳ ȁӲ ȁ ȁ ȁ ӰȁӲ

ȁ ⱳ  

 

№ ̔ᵣ ⱴ 

  ̔ᵣ ⁞  

Ẽ  ̔ ⱴȁ ⱴȁ ⱴ Ӳ ⱴ 

  ̔  

    1 Ҍ CML GIST Ҭ Ȃ 

    2 GIST Ҭ̆ Ҍ Ȃ 

ץ3     - ҹ Ҭ̆ CML Ҭ Ԋᴆ CML

̆ ᾟ ⱬ Ȃ 

    4 GIST Ҭ̆ ₮ Ҍ ̆ GIST CML̂CML-AP

CML-BC̃ Ҭ₮ (

(    

5  T̆
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    8 CML
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№ ̔Ҭ  

̔ ᵄ ῃ ̂DRESS̃ 

ȁ  

№ ̔Ả ̂ ȁ ȁ῏ ȁ ȁ ̃ 

  ̔ / ῏ ȁ /  

  ̔ᾙ  

 

№ ̔ ᵣ₮ / ₮  

ȁ Ҍ ( ̃ 

  ̔  

    1 ȁҤ ῒ Ҥ ֙ ᶛ  

    2 ֙ ᶛ  

№ Ҍ  

└ 

    └ ῒ ԍᶏ ᴚ ҬȂ └ȁ ⁞ ȁҬ

⁞ 3 4 Ȃ ᵣ ̆ CML Ҭᶏ

ᴚ └ ̆ ғ ҬҌᴪ ╕ Ҭ ╕

⁞ Ȃ Ả Ȃῃ ⁞ ȁ ⁞ └ ῒזԊᴆӞ Ȃ 

   ╕ ₮ ᵌӍ ̆ ғᵌӍӞ ‗ԍ CML № ̆

ⱴ ᵄ 3 4 Ҭ ⁞ ⁞ ̂№≢ҹ 44% 63%̃

CML CP (№≢ҹ 16.7%ҍ 8.9%̃ ₮ 4Ṑ 6ṐȂ 

    ֓Ԋᴆ ץ ⁞ ᴚ ╕ Ҭ ᴚ ̆p Ả Ȃ

ᵣ ( GIST̃ Ҭ̆ Ph+ Ҭ ̆ᵄ 3/4 Ҭ

⁞ ⁞ №≢ ҹ 10% 1%Ȃ 

₮  

    ⱳ CML Ҭ̆Ҭ ₮ Ҍ Ȃ

ᵣҬ̆₮ Ὲ ӊѿ̆ ⁞ ̆ Ҍ

ⱳ Ȃ ̆ ᶏ ᴚ Ҭ ₮ Ҭ

₮ ԍ ⁞ Ȃ 
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    ҳ ҉ ₮ ҹ ₮ ̆ ԍ CML

GIST Ҭ̆₮ ѿ №̆ ԍ ₮ / ₮ Ȃ ѿ

CML GIST ꜛ Ҭ̆ ⌠ ₮ ᵞ Ȃ ̆ ᴚ

҉ ᶏ Ҭ ̂GAVE Ȃ̃ 

ᵣ  

    ᶏ ᴚ Ҭ ₮ᴪ҉ץ5̆0% ѿ Ȃ

╕ ῏ ̆ῒ ᵌӍҍ ῏ Ȃ ̆Ҋ

҉Ҍ Ȃ Ҍ Ȃῒזᵣ Ԋᴆ ҹ ̆ᵖ ԍ ╩

ᵝ ᵝ Ҍ ̆ ֓ᵣ Ҥ Ȃ ᵣ Ԋᴆ ̆

ԍ CML GIST ҬȂ ᵣ Ҭ̆ ⱬ

ᵞȂ CML ⱬ ₃ ῒז ̆ ԍ CML

’ Ȃ ᵣ Ҭ ⌠ ל Ȃ 

    ѿ ҳ Ҭ̆ CML Ҭ ᴚ ҍ IFN-àҬ ᾟ ⱬ

̂CHF̃Ԋᴆ №≢ҹ 1.5%ҍ 1.1%Ȃ CML(ⱴ ̃̆

ᵞԍ 8g/dL Ҭ ᾟ ⱬ Ԋᴆ Ȃ ԍ

Ҭ̆ CML Ҭ ⌠ CHFԊᴆ GIST Ҭ ̆

֓ CHF ῏ Ҭ Ȃ ̆ 942ᶛ ℗ GIST

EORTC Ҭ̆ѿ ԊᴆῈ ῃ № ₮ ̔ᴚ

GIST ҬҌᴪ ̆ ⌠ ҹ 0.2%̆ ᾢ╠

ᵣҬ 2%Ȃ 

Ҥ Ҍ  

    ̆ ̆ῃ ̆ җ ̆ Ȃ № ₮

̆ᵖҌᵄ ̆ғ ᴪᵄ ▫ Ȃ № Ῥ Ῥ ₮ ̆

ᵖ ₮ ҬȂ ֓ ȂẼ

ῃ Ȃ 

1/3 ᶏ ᴚ Ҭ ⌠ Ȃ ֓ ᵄ

̆ғ ₮ ̆╠ ȁ ᵣȁ ῃ җ ▫ Ȃ

₮ Ȃ ғ ̆ᵖ

ҹҤ Stevens-Johnson Ҭ ̆ DRESS
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Ҭ Ȃ GIST ꜛ Ҭ ╕ ̆ ѿ Ҍ

Ȃ 

 

    ᴪ ̆Ẽ Ҥ ̆ғ ҳ ╠ ҳ ҉ ⌠Ȃ ⱳ ̆

ҹ ̆ᵖ ̆ѿ ╠ңҩ ῤ ̆ᵖ

6 12ҩ Ӟ Ȃ ֓ Ả 1͘4 Ȃ 

ᵞ  

    Ҭ ⌠ Ẓᵞ ᵞ ( 3/4 ̃ ҹ ̆ᵖ

ѿ ҳ ӈȂᴚ └ֲᵣ № ҹ Ȃ

ѿҊ ᵄ ֓ Ῥ ⱬӞҊ Ȃ ᴚ ᴆҊ̆ Ҭ

⌠ RANK-L ╕ ᶭ Ҋ Ȃ └ ̆ PTH

҉ Ȃҳ ╠ ҳ ῏ Ҍ ҍ̆ Ҍ Ԋᴆ ῏ Ȃ 

    ҳ ⅞Ҭ̆ Ҍ Ҭ Ȃ ∆ ᵞ

╕ ᶭ ̆p III TOPS ( CML Ҭ

ῃ ╕ ᶭ ̃ 24ҩ ̆ 400mg 800mg

3/4 Ҋ №≢ҹ 19.1%vs.15.5% 5.1%vs.0.9%Ȃ 

ȁ  

    ᶏ ᴚ ѿ № Ҭ ⌠ ̆ № ᶛ

Ҭ ҹ ┬ Ȃ ₮ / ̆ ᵌӍ ҍ ῏ ̆ғֽ

ԍ GIST Ҭ Ȃ GIST ᶛҬ̆ Ҭ

̆ ᴪ Ȃ / GIST ᵣ̂ ’ ԍ GIST

̃Ҭץ GI ꜛ Ҭ Ȃ 

 

    ᴚ ӊ ῏ ҹ ̆ᵖ ѿ֓ ᶛ ҍ

ῒ ῏Ȃ 

ᾙ

GIST
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    ᶏ ᴚ ⌠Ҥ Ԋᴆ̆ ̆ ̆

ꜚ ̆ Ȃ ᶛҬ̆ᾢ╠ ҍ

Ҥ Ԋᴆ ῏Ȃ 

 

 

    CML Ҭ̆ ⁞ ̆ ῒ Ҭ ⁞ ̆

/750mg<ץ ╕ ̂I ̃̆ ⁞ Ӟ ‗ԍ

№ Ȃ CML ⁞ ԍῒז CML Ȃ3 4 Ҭ

⁞ ̂ANC<1.0¦109/L̃ ⁞ ̂ <50¦109/L̃̆ ⱴ

(Ҭ ⁞ ⁞ №≢ҹ 59%~64%ȁ44%~63%̃

̂Ҭ ⁞ ҹ 16.7%̆ ⁞ ҹ 8.9%̃ 4 6ṐȂ

CML Ҭ 4 Ҭ ⁞ ̂ANC<1.0¦109/L̃ ⁞ ̂ <50¦

109/L̃ №≢ҹ 3.6% <1%ȂҬ ⁞ Ҭᵝ №≢ҹ

2͘3 3~4 Ȃ ԍ Ԋᴆ̆ѿ ᵞ╕ Ả ֽ̆ҩ≢ ᶛ ҹ

Ả Ȃᾙ CML ҹ 3 4 ⁞ ̆ Ҭ ⁞

ȁ ⁞ Ȃ ֓ ╠₃ҩ Ȃ 

    GIST ̆₮ 3 4 №≢ҹ 5.4% 0.7%̆ ֓ Ҭ ѿ

№ ҍ ῤ₮ ῏Ȃ3 4 Ҭ ⁞ №≢ҹ 7.5% 2 7̈%̆

3 ⁞ ҹ 0.7%̆ 4 ⁞ Ȃῃ Ҭ

ᵞҺ ∆ 6 ץ̆ Ḡ Ȃ 

 

    ⌠ CML Ҥ ̂<5%̃ ̂<1%̃̆ ῒ ⁞

Ả ̂Ҭᵝ ҹѿ ̃ ̆ Ҍ⌠ 1% ⱳ

Ả ȂGIST ̂B2222 Ҭ̃ 6̆.8% ₮ 3 4 Ҙ ̂ALT̃

̆4.8%₮ 3 4 ‏ ̂AST̃ Ȃ

ԍ 3%Ȃ 

    Ӟ ⌠ ȁ ᶛ̆ῒҬ ֓ Ȃ 

【禁    忌】 

    ᴋᵥ ╕ ᴍ Ȃ 
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₮ ᴡᾥ/ ⱳ Ӱҍ ᶏ ᴚ ₮ HES ῏Ȃ

̆ ץ ῃ ᶏ ȁ Ả ᴚ ᶏ Ȃ

/ ҍ ῏Ȃ

HES/CEL M̆DS/MPD SM ꜚ

Ȃ ₮ ᴋᵥѿ ̆ ᶏ ῃ (1͘

2mg/kg̃1͘2 ̆ ᶏ ᴚ Ȃ 

₮  

GIST ҳ Ҭ̆ 8 ᶛ ̂5.4%̃₮ ₮ 4ᶛ ̂2.7%̃₮

ῤ₮ Ȃ ᵝҌ ̆ ῤ₮ ῤ̆Ӟ ῤȂ

ῤ₮ Ӟ ҹ ₮ ̆ ̆ ̂GAVẼᵬҹѿ

₮ ̆ CMLȁALL ῒז ҉ Ҭ Ȃ ̆ ᴚ

Ȃ ̆ Ҭ ᴚ

Ȃ 

 

ᶏ ᴚ ̂TLS̃ ᶛȂ ԍ TLS̆

ᶏ ᴚ ╠̆ ҳ ҉ ’ Ȃ 

Ә Ῥ  

Ә ̂HBṼ BCR-ABL └╕̂TKĨ̂ ᴚ ̃

ӊ HBVῬ Ȃ ֓ ᶛҬ̆ҍᶏ BCR-ABL TKI ῏ HBVῬ

̆ ׆ Ȃ 

ᴚ ӊ╠̆ Ә Ȃ ╠ ᶏ ᴚ

Ә ץ ≢₮ Ә ȂӘ

̂ ꜚ ̃ Ҭ Ә ̆ ᴚ

╠ Ә Ғ Ȃ ᴚ Ә ̆

ҩ ץ Ҥ ꜚ Ә ᵣ Ȃ 

 

    ᴚ ῃ Ȃ CML ᵄ Ҭ

⁞ ⁞ Ȃ ⁞ Ӟ ‗ԍ № ̆ҍ CML

̆ⱴ CML Ȃ Ҭ ⁞ ̆ ȍ ȎȂ 
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    ᴚ ⱳ ( ȁ ȁ Ȃ̃ ȍ

Ȏ̆ ₮ Ҭ / ⁞ Ȃ 

    ᴚ ῒף ֟ ₃ӍҌ Ȃ (CrCL̃ Ҋ ̆

ᵖ ᴚ ⱬꜚף Ȃ ⱳ Ҍῃ ᴚ ᵌӍ

ԍ ⱳ ̆ ԍ ֓ Ҭà ̂AGP -̃ѿ ᴚ

- Ȃᴚ ҍ ᴇ ⱳ Ҍῃ ῏ ̆

ҍ ̂CrCL̔40͘59ml/miñ (CrCL̔<20ml/miñ ⱳ Ҍῃ ῏ Ȃ ̆

ȍ ȎҬ ̆ Ҍ ̆ ᵞᴚ ╕ Ȃ 

    ҳ ╠ ̆ᴚ Ҍ Ȃ ֲᵣ Ȃ 

    2 ȁ ȁ ̆ ֲᵣҬ

ȁ ⱴ Ȃ 

    ̆ ℗ ̆ ⱳ ⁞ ̆

Ҭ ῒ TSH Ȃ 

ᾙ  

    ᴚ ᾙ ╠ ₮ Ȃ Ҍ ᴚ

ᾙ Ȃ ̆ ᶏ ᴚ ᾙ ’ ℗

̂ ȍҌ Ȏ̃Ȃ 

ⱬ  

    ᴚ Ҭ ꜚ Ԋ ̆ ֓

ᴚ Ȃ Ҍ ȁ ⱬ ̆

̆ Ȃ 

【孕妇及哺乳期妇女用药】 

    

    ꜚ ᴚ ( № Ȃ̃ 

    ╠ ᶏ ᴚ ҳ Ȃ ᴚ ֟ ᾙ

ᾢ ҉ Ȃֽ ᾙ ̆ ᶏ ᴚ

Ȃ ᴚ ̆ ῒ ᾙ Ȃ ᴚ

ῒ Ȃ ȁ ᶏ ᵞ ѿ

( ̆ ᵞԍ 1% Ȃ̃ 



 

 18 

Ӳ 

    ᴚ ῒף ֟ № ῀ֲ Ӳ ҬȂᴚ ῒף ֟ Ӳ Ҭ

№≢ҹ 0.5 0.9̆ ף ῀Ӳ Ҭ ᶛ Ȃ ᴚ ῒף ֟

ץ ᾙ Ӳ ῀ ᾙ ᵣ ᵞֽ̆ 10%Ȃᵖ

ԍ Ҍ ᴚ ᵞ╕ ᾙ ̆ ̆ Ҍ ӲȂ

ᴚ ֟ ᾙᾢ ҉ Ȃ 

ⱬ 

    ᴚ ῒ ⱬ ֲᵣ Ȃᶏ

ᴚ ⱬ ױז ̆ ȍ ȎȂ 

【儿童用药】 

    3 ᾙ҉ץ ᶏ ȍ ȎȂ ᾙ Һ ᾙ

̆Ҭ ᾙ ֲ ῃ Ȃ 

    3 Ҋᾙץ Ȃ 

【老年用药】 

    ҍ ῏ ᵞ ᴚ ⱬꜚף Ȃ 

    ̆ ᾢ № (LVEF̃̆

̆ ̆ ῃ ̆ ҳ Ȃ 

【药物相互作用】 

ᴚ  

    CYP3A4 └╕̔ẫ ╕ ̂CYP3A4 └╕̃ ̆ᴚ

ⱴ̂ ̂Cmax̃ ᴚ Ҋ ̂AUC̃ №≢

ⱴ 26% 40% Ȃ̃ ҍῒ CYP3A4 └╕̂ ᴚ ȁ ᾥ ̃

Ȃ 

    CYP3A4 ╕̔ẫ ≠ ̆ᴚ ⱴ 3.8 Ṑ(90% Ḥ

=3.5-4.3Ṑ̃̆ ᵖ Cmax̆AUC (0-24̃ AUC(0-8̃№≢Ҋ 54%ȁ68% 74%Ȃ ҳ Ҭ

̆ ԇ ᴚ ᵞ̆׆ ⁞ᵞȂ

(enzyme-inducing anti-epileptic drugs̆EIAEDs̃ ȁ ȁ ȁ

ȁ ̆ Ҭ֞ ⌠

ᵌ ȂҍҌ EIAEDs ̆ᴚ AUC 73%̆ῒ CYP3A4 ╕
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ȁ ז ȁ ̆ ᵌ ̆ ᾧᴚ ҍ CYP3A4

╕ Ȃ ң Ҭ̆ᴚ ҍ └╕

AUCҊ 30%~32%Ȃ 

ᴚ ᶏҊ↓  

    ᴚ ᶏ ᴠזҀ̂CYP3A4 ̃ Cmax AUC№≢ ⱴ 2Ṑ 3.5ṐȂ

ᴚ ⱴ CYP3A4ף ῒז ̂ ԋ 䓬 ȁ ȁ ╕ȁ

ῒ HMG-CoA └╕ ̃ Ȃ

CYP3A4 ̂ ȁ ̃ Ȃ 

    ҍ └ CYP3A4 ᵌ Ҋ̆ᴚ ᵣ └ CYP2D6
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Ҍ ╕ Ҋ Ԋᴆ Ҋ̔ 

ֲ ̔ 

    1200⌠ 1600mg( ׆ 1 10 Ҍ ̃̔ ȁ ȁ ȁ ȁ ȁ ȁ

ȁ ӎȁ ȁ ⁞ ȁ ⁞ ȁ ȁ ȁ ⁞ Ȃ 

    1800⌠ 3200mg( ╕ 3200mğᶏ 6 ̃̔ ⱬȁ ȁCPK ȁ

ȁ Ȃ 

    6400mg( ╕ ̃̔ Ҭ ѿᶛ ₮ ȁ ȁ ȁ ȁ ȁҬ

Ҋ ȁ Ȃ 

    8͘10g( ╕ ̃̔ ₮ Ȃ 

ᾙ  

    ѿ ԍ ╕ 400mg ҈ ₮ ȁ ̆ ѿ ҈

ԍ ╕ 980mg ̆₮ Ҋ Ȃ 

【药理毒理】 

ᵬ  

ᵬ └ 

    ᴚ ѿ № └╕̆ └ Bcr-Abl (TK̃ץ

Ҋ ₃ҩ TK ᵣ ̔Kitȁ c-Kit ̂SCF̃ ᵣȁ

ᵣ̂DDR1 DDR2 ȁ̃ ┬ ᵣ̂CSF-1R̃ ᵣà

á̂PDGFR-à PDGFR-á Ȃ̃ᴚ ץ └ ֓ ᵣ ׃ ҹȂ 

    ᴚ ᵣῤ ҉ └ Bcr-Abl ̆ └ Bcr-Abl

ȁ ᵣ ̂Ph+̃ ̂CML̃

ῒ›֙Ȃ 

̆ᴚ └ ̂PDGF̃ ᵣȁ ̂SCF̃̆ c-Kit

ᵣ ׆̆ └ PDGF ׃ ҹȂ 

̂ GIST̃ kit ̆ᵣ ᴚ └ GIST

ῒ›֙ Ȃ 

    ҳ ֟ ̆῏ԍᴚ ̆∆ ׆̂

̃ ≢ ҩᴚ Ҭ B̆cr-Abl ̆

Ҭ ⱴ̆ ҹ֟ № └Ȃ Ҭ֟ ᵞ̆
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Ȃ ̆ ̆ ╕ Ҥ Ȃ 

 

    ᴚ ̆ ᴪ ⱴ̆ ғ ᵣῤ └

ⱴ Ȃ 

ᴰ  

    ѿ ᵣ (Ames test̃ ȁѿ ᵣ Ӳꜚ № ̂ ̃ ѿ

ᵣῤ Ҭ̆ᴚ ᴋᵥ Ȃ ѿ ᵣ Ӳ

̂clastogenicitỹ№ Ҭ̂Ҭ ᵣ ̃̆ ף ̆ ᴚ

ᵬ Ȃ₮ Ҭ ֟ ֟ ңҩҬ ֟ Ames

̆ῒҬѿҩҬ ֟ ҬӞ Ȃ 

 

    ѿ ⱬ Ҭ̆ 70 ԇ 60mg/kĝ ԍ ҳ ╕ 800mg/

̃̆ ҷ ◐ ⁞ ̆ ꜚ ᵞȂ ╕ >30mg/kg ̆Ӟ ⌠

ῒ ֟ ⌠Ҭ ᵞȂ ѿ ⱬ Ҭ̆֜

̆ᵖ ╕ 60mg/kg Ҍ Ů20mg/kg ̆ ῀ ᾙ ֙ ⱴ̆

ᵞȂ 

    ѿ ֟ Ҭ̆ ԇ 45mg/kg/ ̆ ₮ 0 ⌠

4 ӊ ֙ ⱴȂF1הף ԇ ╕ ₮׆̆ ⌠ ╩̆ ᵣ ᵞȂ

F1ף ⱬ ⌠ ̆ᵖ ⌠ 45mg/kg/ ╕ ⱴ̆

ᾙ ᵞȂ ꜚף ԇ 45mg/kg/ ̆F1 ף ԇ 15mg/kg/ ̂ҳ ╕ 800mg

1/4̃̆ ᵬ ╕ Ȃ 

    ԇ ᴚ ů100mg/kg ᵬ ̆ ╕ ԍҳ ╕

800mg/ 1.5 ṐȂ ᵬ ץ̆₮ / / Ȃ Ů

30mg/kg ⌠҉ ᵬ Ȃ 

    ᴚ ΐ ᵬ Ȃ ╕ Ҭ ⌠ ҷ

⁞ ץ ꜚ ⁞ ̆ᵖ ҳ ╠ ⱬ Ҭ̆

ⱬ Ȃ ҳ ╠ ₮ ╠ȁ Ҭ̆F1הף ⱬӞ ᴚ

Ȃ 
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    ҹ 2 Ҭ̆ᴚ ҹ 15ȁ30 60mg/kg/ ̆

60mg/kg/ ů30mg/kg/ ̆

ӈȂ ֙ ̂ ȁ̃ ̂ ̃

Ӳ Һ Ȃ₮ ȁ ȁ ȁ ȁ

ȁ ȁ ҉ ᵣ Ȃᵄ Ҭ ⌠

̂ n̆o observed effect levels N̆OEL̃ ╕ ҹ̔ ȁ ȁ ȁ ȁ

ȁ ҉ ᵣ 30mg/kg/ ̆ 15mg/kg/ Ȃ 

    / /Ӳ / 30 60mg/kg/ ╕ ̆ ԍ

ֲ 400mg/ 800mg/ ╕ 0.5͘4 0.3͘2.4 Ṑ( AUC ᴇ̃̆

340mg/m2 ╕ ↕ ԍᾙ ( AUC ᴇ̃ 0.4~3.0ṐȂ60mg/kg/ ╕

̆ / ȁ Ӳ ȁ ȁ ȁ ҉

ץ ᵣ Ӳ / Ȃ 

҉ץ     ҍֲ ῏ ╠Ҍ Ȃ ԍҳ Ҍ Ԋᴆ

ῃ № ᴚ ԍ ֲ Ȃ 

    ҳ ╠ Ҭ ȁ ȁῤ№ Ȃ

֓ꜚ Ҭ̆ ⱳ Ҍῃ ᵣ Ȃ 

【药代动力学】 

    ᴚ ⱬꜚף 25͘1000mg╕ ̆ ╕ ᴇ Ȃ 

    ᴚ ╕ 25͘1000mg ῤ̆ῒ Ҋ (AUC̃ ⱴҍ╕ ᶛ

῏ Ȃ ҹ 1.5-2.5ṐȂ 

 

    ᴚ ≠ ҹ 98%̆ ᴚ AUC ꜚ

40%~60%ӊ Ȃҍ ̆ ᵞ(Cmax ⁞ 11%̆tmax

1.5 ̃̆ AUC ⁞ (7.4% Ȃ̃ 

№  

    95%ҍ ̆ ҍ ̆ №ҍà- ̆

№ҍ Ȃ ҩ ᵣῤ ᵣ№ ̆№ ҹ 4.9 L/kgᵣ ̆ᵖ

ῤ№ ᵞȂᵣῤ Ҭ ῏ № ’ֽ ԍҳ ╠ Ȃ ҉

Ҭ ̆Ҭ Ҭ ᵞȂ 
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ף  

    ֲᵣῤҺ ף ֟ N- ̆ ᵣ ῒ ҍ ᵌȂ ף

AUC ᴚ AUC 16%Ȃᴚ CYP3A4 ̆ CYP3A4ȁ

CYP2D6ȁCYP2C9 CYP2C19 └╕̆ ̆ ף Ȃ̂ ȍ ԑᵬ

Ȏ̃Ȃ 

 

    ᴚ ҹ 18 ̆ῒ ף ֟ ҹ 40 ̆7 ῤ

╕ 81%̆ῒҬ׆ ḂҬ 68%̆ Ҭ 13%Ȃ 25%ҹ ( Ҭ 5%̆

ḂҬ 20%̃̆ ῒᵩҹף ֟ ̆ Ḃ Ҭ ף ֟ ᶛ ᵌȂ 

ⱬꜚף  

ֲ ᵣ ⱬꜚף ̆ ≢ ⱬꜚף ̆ᵣ Ӟ Ҍ Ȃ 

ԇ ╕ ̂400mg/ ̃̆ GIST ῒ  CML 1.5ṐȂ

ᶭ ∆ GIST ᵣ ⱬꜚף ᴚ̆ ⱬꜚף  3 ̂

ȁWBC ̃ ҉ Ȃγ ᵞ ̆ WBC

Ȃᵖ ֓ Ҍ ץ ╕ Ȃ 

ᾙ  

    ᾙ 260mg/m2 340mg/m2 ᶏ ╕ ᴪ֟ ̆№≢ ԍ

ֲ 400mg 600mgȂץ 340mg/m2/ ╕ ѿ ̆ 8 1 AUC

̂0-24̃ ₮ 1.7Ṑ Ȃ 

 

    ѿ 65 ԍ 20% ҳ ̆ ⱬꜚף

Ȃ 

ⱳ Ҍῃ 

    ᴚ ῒף ֟ ₃ӍҌ Ȃ Ҭ ⱳ Ҍῃ

ԍ ⱳ ̆ ⱴ 1.5͘2 Ṑ̆ҍ AGP ⱴ 1.5 Ṑ ̆AGP ҍᴚ

Ȃ ԍᴚ ₃ӍҌ ̆ ⱳ Ҍῃ ⱳ ᴚ

ᵌ̂ ȍ Ȏ̆ȍ Ԋ Ȏ̃Ȃ 

ⱬꜚף     ҩᵣ ̆ᵖҍ ⱳ ̆ᵄ Ҍ ⱳ

Ҍῃ ᴚ ⱴ̂ ȍ Ȏ̆ȍ Ԋ Ȏ̆ȍҌ Ȏ̃Ȃ 

【贮    藏】 
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    30ŅץҊ Ḡ Ȃ 

【包    装】 

PVC ̆ ̆ 12 / ¦1 / ¦1 / ̕12 / ¦1 / ¦5 /

Ȃ 

【有 效 期】 

    36ҩ Ȃ 

【执行标准】 

    YBH05592018 

【批准文号】 

‰ H20133200 

ȍ药品上市许可持有人Ȏ 

̔ ҙ Ὲ  

̔ Ԑ  

【生产企业】 

    ̔ ҙ Ὲ  

̔ Ԑ қ 5 ̂֟ ף ̔311̃̕ ̔222069 

̔ Ԑ 8 ̂֟ ף ̔300̃̕ ̔222047 
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