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≠ ╕ ӥ 

ה ӥ Ҋᶏ  

 
 

ȍ Ȏ 

̔≠ ╕ 

̔Rivastigmine Transdermal Patch  

̔Lisidiming Toupitieji 

ȍ ᴍȎ 

ᴍ̔≠  

̔̂S̃-N-Ә -N- -3-[1-(ԋ )Ә ]-   

̔ 

 

O

N

H3C

H3C

N

CH3

CH3H3C

H

O

 

№ ̔C14H22N2O2 

№ ̔250.34 

̔ [(2-Ә )Ҙ , Ә Ә ]ȁ № Ҁ ȁҬ №

Ҁ ȁ ԋ ȁ ȁ Ә / / ȁ

ȁ Ȃ 
 

ȍ Ȏ 

ҹ ╕̆ ѿ ȁ ȁ Ҍ ᶷҹ

Ȃ ╕ ԍ Ḡ ҉Ȃ4.6mg/24 ҉

ľRIV-TDS 4.6mg/24hĿ̆9.5mg/24 ҉ ľRIV-TDS 9.5mg/24hĿȂ 

ȍ Ȏ 

ԍ ȁҬ Ȃ 

ȍ Ȏ 

̂1̃4.6mg/24 ̂̕2̃9.5mg/24 Ȃ 

ȍ Ȏ 
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ΐ Ȃ ╠ Ạ₮

Ȃ Ҋ ≠ Ȃ 

╕  

╕  ≠ ᵣῤ  ≠  ╕  

4.6mg/24  4.6mg/24  6.9mg 4.6cm2 

9.5mg/24  9.5mg/24  13.8mg 9.2cm2 

╕  

╕ ҹ 4.6mg/24 ̆ ѿ Ȃ 

╕  

4 ̆ ҹ ̆╕ 4.6mg/24 ѿ

ⱴ 9.5mg/24 ѿ ̂ ╕ ̃Ȃ ᶏ ̆

╕ Ȃ 

╕  

9.5mg/24 ѿ ╕ ̆ ᶏ ̆

╕ Ȃ 

ᵀ≠ ҳ Ȃ ץ ᶃ╕ ӎ ̆Ӟ Ả

Ȃ 

Ҭ  

⌠ Ҍ / ᵣ ⱴ▲̂ ̃̆↕ Ҭ

̆ Ҍ Ȃ Ҭ Ҍ 3 ↕̆ ╕ ╕ Ȃ

↕̆ ᶏ 4.6mg/24 ѿ ╕ Ȃ 

Ҍ ׅ ╕̆ ⁞ ╠ץ ╕ Ȃ 

׆ ҹ ╕  

ᶏ ≠ / ҹ≠ ╕ ̆ Ҋ  ̔

 ≠ / <6mg/ ̆ ҹ 4.6mg/24 ѿ

╕Ȃ 

 ≠ / 6-12mg/ ̆ ҹ 9.5mg/24 ѿ

╕Ȃ 

ԋ ԇ ╕ Ȃ 
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ֲ  

 ᵣ ᵞԍ 50kg ̔ ╕ ̆ ֓ Ҍ

̆ғ ԍҌ Ȃ ╕ ̆ Ҍ

̂ ̃̕ ₮ Ҍ ̆↕ ⁞ ̂ ȍ

Ԋ Ȏ̃Ȃ 

 ⱳ ̔ ԍ Ҭ ⱳ Ҭ ╕


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Ҍ Ḥ ≠ ╕ 4.6mg/24 ȁ9.5mg/24 ȁ13.3mg/24 ȁ

17.4mg/24 ֟ ῃ ҳ Ȃ13.3mg/24 ȁ17.4mg/24 ֟

Ҭ ҉ ̆ ңҩ ֟ Ҭ ֲ ҳ ̆ 1Ȃ 

≠ ╕ 9.5mg/24 Ҍ Ԋᴆ ᵣ ᵞԍ

≠ / Ȃ ≠ / Ҭ

Ҍ Ԋᴆ ≠̆ ╕ 17.4mg/24 *ҍ ᵌȂp ̆

҉ ң Ҍ Ԋᴆ ≠ ╕ 9.5mg/24 ᵞ̆

2Ȃ 

Ҍ ̆ ̆ ῒ ╕

Ȃ 

Ҋ↓№ ‰ 1 2ҬҌ ⅞№̂ Ҍ ̃̔

№ (≥10%)̕ (1%~10%̆ 1%) Ẽ̕ (0.1%~1%̆ 0.1%)̕ (0.01%~0.1%̆

0.01%)̕ № (<0.01%)̆ ҩᶛ Ȃ 

1 ҳ Ҭ Ҍ ̆ 2687 ᶛ

№ ╕ ≠ ╕̂ 4.6mg/24 ȁ9.5mg/24 ȁ

13.3mg/24 *ȁ17.4mg/24 *̃ 24-48  
 

ף Ῑ  

 ȁ ⁞  

Ẽ   

 

 ȁ ȁ  

Ẽ ̔ ȁ ȁ ȁ ₯  

 

̔ ȁ  

Ẽ ̔ ȁ ȁ **ȁ ꜚ ῐ  

 

Ẽ ̔ ̂ ꜚ ȁ ╠ ̃Ȃ 

 

№ ̔  

̔ ȁ ȁ Ҍ ȁ  

Ẽ ̔ ȁ ₮ ̂ ₮ ԋ ̃ 

 

  

Ҋ  

Ẽ ̔  

ῃ ᵝ  

̔ ᵝ ȁ ᵝ ***ȁ ᵝ ***ȁ

ᵝ ***ȁӎⱬȁ ⱬ 

Ẽ ̔ ***ȁҌ  

 ṕ 
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̔ ᵣ ᵞ 

ᴰ  

  
*≠ ╕ 13.3mg/24 ̔ Ҭ ҉ Ȃ 
*≠ ╕ 17.4mg/24 ̔ Ҭ ҉ Ȃ 
** Ҭ 24 Ҭ ҹ“ ”Ȃ 
*** 24 Ҭ ᵝ ȁ ᵝ ȁ ᵝ ҹ“ № ”Ȃ 

 

҉ Ҍ  

ԍ҉ ̆ ԅҊ ῒז Ҍ Ȃ ҹ ֓  

ֲ ̆Ҍ ᵀῒ Ȃ 

̔ ȁ ᵝ ȁ ȁ ȁ ȁ ȁ ȁ Ȃ 

№ ̔ ꜚ ȁ ᴰ ȁ ȁ ȁ ᵬȂ ⱴ

Ȃ 

̔ ȁ Ҍ ȁ ȁ ⱳ ȁ

ȁ ᵣ ȁ ȁ Ȃ 

ᶏ ≠ / └╕̂ ≠ ╕ҳ ̃₮ ῒז

Ҍ  

№ ̔Ҥ Ȃ 

̔ ȁ ȁ ԋ Ȃ 

̔ Ȃ 

≠ ╕ ῃ ҳ Ḥ  

≠ ╕ ̆ ₮ Ҋ↓Ҍ Ȃ 

2 ѿ ҹ 24 ̆ Ҭ Ҭ ȁ ╕

≠ ╕ҳ Ҭ Ҍ ( ≠

╕ Ҭᴋѿ ԍ 2% ̆ ₮)

 



 6 / 23 

 

 18̂6.2̃ 57̂18.8̃ 50̂17.0̃ 10̂3.3̃ 75̂12.6̃ 

 18̂6.2̃ 31̂10.2̃ 16̂5.4̃ 10̂3.3̃ 49̂8.2̃ 

ᵣ ᵞ 8̂2.7̃ 23̂7.6̃ 16̂5.4̃ 4̂1.3̃ 31̂5.2̃ 

 7̂2.4̃ 21̂6.9̃ 22̂7.5̃ 7̂2.3̃ 28̂4.7̃ 

⁞  2̂0.7̃ 15̂5.0̃ 12̂4.1̃ 3̂1.0̃ 17̂2.9̃ 

 10̂3.4̃ 13̂4.3̃ 18̂6.1̃ 5̂1.7̃ 23̂3.9̃ 

 7̂2.4̃ 12̂4.0̃ 14̂4.8̃ 3̂1.0̃ 19̂3.2̃ 

 11̂3.8̃ 12̂4.0̃ 13̂4.4̃ 4̂1.3̃ 23̂3.9̃ 

 4̂1.4̃ 12̂4.0̃ 6̂2.0̃ 6̂2.0̃ 16̂2.7̃ 

 7̂2.4̃ 11̂3.6̃ 4̂1.4̃ 2̂0.7̃ 18̂3.0̃ 

ⱬ 5̂1.7̃ 9̂3.0̃ 17̂5.8̃ 3̂1.0̃ 14̂2.4̃ 

 9̂3.1̃ 8̂2.6̃ 5̂1.7̃ 4̂1.3̃ 17̂2.9̃ 

ӎⱬ 5̂1.7̃ 7̂2.3̃ 2̂0.7̃ 4̂1.3̃ 12̂2.0̃ 
*≠ ╕ 17.4mg/24 ̔ Ҭ ҉ Ȃ 

 

Ҋҹץ Ҭ Ύ Ҭ ≠ ╕ Ҍ

 

3 ץ ̂ ῃֲ ̃ҹᶭ ̆ Ҍ Ԋᴆ̂ ᴋᵥ

Ҭ  ̃҉ץ3%

 

≠ ╕ 

9.5mg/24  

N=247 

n (%) 

®
 

12mg/  

N=251 

n (%) 

 140 (56.7) 157 (62.5) 

ᵝ  27 (10.9) 7 (2.8) 

 20 (8.1) 32 (12.7) 

 19 (7.7) 31 (12.4) 

⁞  16 (6.5) 37 (14.7) 

 15 (6.1) 25 (10.0) 

 10 (4.0) 7 (2.8) 

ᵣ ᵞ 10 (4.0) 17 (6.8) 

 8 (3.2) 4 (1.6) 

 6 (2.4) 11 (4.4) 

 5 (2.0) 8 (3.2) 

 

ᵝ ̂ ┬ ̃ 

ҳ Ҭ̆ ᵝ Ҥ ҹ ⌠Ҭ Ȃ ᶏ ≠

╕ Ҭ̆ ᵝ Ả ≤2.3%̆ Ҭ Ҭ

№≢ 4.9% 8.4%Ȃ 

┬ ┬ ᶛ̆ ҳ Ҭ̆

⌠ ┬ ᶛ̆ ̆ ҹ ≠ ╕ Ҭ
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Ҍ 2.2%̆ ᶏ ≠ ╕ ҳ ҬҌ 3.7%Ȃ

ȍ Ԋ Ȏ- ᵝ Ȃ 

 

ȍ Ȏ 

̔ 

 ≠ / ῒ̆ ̂ ȍ ᴍȎ̃Ȃ 

 ᶏ ≠ ╕ ₮ ҹ ᵝ

̂ ȍ Ԋ Ȏ̃Ȃ 

 

ȍ Ԋ Ȏ 

 

≠ ╕ Ҥ Ҍ ̆ № ᵟ ̆

ᵖ ֙̂ ȍ Ȏ̃Ȃ ᶛҍ

╕ ץ̆╕ ѿ ╕ ῏Ȃ ῒ

≠ ╕ ̂ ȍ Ȏ̃Ȃ 

 

Ҍ Ҥ ╕ ⱴ ⱴ̆ ῒ ╕ Ȃ

Ả 3 ̆ ≠ ╕ 4.6mg/24 Ȃ

/ ⱴ╕ ̆ ᴪ₮ ̆ ȁ Ȃ ֓Ҍ

ԍ Ȃ⁞ Ȃ ₮ ᵣ

̆ ԇ ̆ ԇ ̆ ғ⁞ Ả Ȃ Ҥ ̂

ȍҌ Ȏ̃Ȃ 

ᵣ Ҋ  

└╕̂ ≠ / ̃ ᴪ₮ ᵣ

Ҋ Ȃ ≠ ╕ ̆ ᵣ Ȃ 

ꜚ  

≠ ᴪ ꜚ ̆ ѿ ̆Һ

ԍ ҬȂ ᶏ ̕ᶛ

̆ ễף ⱬ ȁ ȁ ȁᵞ ᵞ ȁ

ᶏ QT / Ȃ 
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ῒז ⱴ Ҍ  

ҍῒז ѿ ̆ ᶏ ≠ ╕ ̆ Ҋ↓ ̔ 

 ᴰ ̂ ᴰ ȁ ᴰ ̃ ̂ ȍҌ

Ȏ̃Ȃ 

 ꜚ ԋ ̆ ῒ ̆ ҹ № ᴪ Ȃ 

 ̆ ҹ ᴪ ⱴ ֓ Ȃ 

 Ȃ 

ῒז ѿ ̆≠ / ⱴ ᵣ Ȃ ᶏ ≠

/ ⱳ Ҭ̂ Ҭ

̃̆ ⱴ▲̆ ≢ Ȃ ֓Ҍ Ԋᴆ ᶏ ≠

╕ ҬȂ 

ᵬҹѿ └╕̆ ≠ / ⱴ

ᵬ Ȃ 

 

ᵝ  

≠ ╕ ᵝ ₮ Ҍ ̆ Ҭ ̂ ȍҌ

Ȏ̃Ȃ ֓ Ȃᵖ ̆≠ ╕

Ȃ 

ᵝ ╕ ̆ ⱴ ̂ ȁ

ȁҗ ȁ ⱴ̃̆ ╕ 48 ̆↕

Ȃ₮ ’ ̆ ̂ ȍ Ȏ̃Ȃ 

≠ ╕ ̆₮ ҹ ᵝ

̆ᵖ ׅ ≠ / ̆ Ҥ

╠ Ҋ ҹ ® Ȃ ̔ѿ֓ ԍ≠ ╕

≠ / Ҍ ≠ / ᴋᵥ╕ Ȃ 

҉ ҩᶛ ≠ / ₮ ̂ҍ

̂ ȁ ̃ ῏̃Ȃ₮ ’ ̆ ̂ ȍ Ȏ̃Ȃ

Ȃ 

ֲ  

 ᵣ ᵞԍ 50kg ᴪ₮ Ҍ ̆ ԍҌ Ả

Ȃ ╕ ̆ Ҍ ̂ ̃̕ ₮
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Ҍ ̆↕ ⁞ ̂ ȍ Ȏ̃Ȃ 

 ⱳ ̔ ҳ ӈ ⱳ ᴪ₮ Ҍ

ԊᴆȂ ԍ ℗ ᴆҊ̆ ҩᵣ ╕ Ȃ

ⱳ Ȃ ֓ ╕╕ ≢ Ȃ̂

ȍ Ȏ ȍ ⱬꜚף Ȏ̃Ȃ 

ᵬ 

ᴪ ⱬ ᵬ ⱬ ᴴȂ≠ /

̆Һ ⱴ╕ Ȃ ̆ ԍ ≠ /

̆ ᵀῒ ᵬ ⱬȂ 

 

ȍ Ӳ Ȏ 

 

≠ Ḥ Ȃ 

 

Ҭ ᾟ№ Ȃ ꜚ Ҭ̆≠ / ף ֟ ץ

̆ᵖ ֲ Ҭ Ȃ ᾮҬ

Ȃ ԍꜚ Ҍ ῃ ֲᵣ ̆

ᶏ Ȃ 

Ӳ  

̆≠ / ῒף № ⌠ Ӳ Ҭ̆ Ӳ Ҭ≠

/ ⱴ҉ῒף ῒ ңṐȂ Ҍ ≠ /

ᴪ№ ⌠ֲӲ ҬȂ ԍ № ⌠ֲӲ ғ ᶏ ≠

╕ ᶏ Ӳ ᾙ Ҥ Ҍ ̆ ֪ ‗ץ

Ӳ Ȃ 

 

Ҭ̆ ῒ̆ף ̆

≠ Ҍ Ȃ ≠ ֲ Ḥ Ȃ 

 

ȍᾙ Ȏ 

Ҍ ᾙ Ҍ 18 Ҭ ≠ ╕Ȃ 
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ȍ Ȏ 

≠ ╕ҳ Ҭ Ҭ 88%ҹ 65 ҉ץ ̆55%ҹ 75

҉ץ Ȃ ֓ ҍ ӊ ⌠ ῃ

̆ῒזҳ Ӟ ҍ ӊ ̆ᵖҌ

ѿ֓ ҩᵣ Ȃ 

 

ȍ ԑᵬ Ȏ 

≠ ╕ Ғ ԑᵬ Ȃ 

≠ / Һ ᵬ ף Ȃ Һ P450

ף ̆ Ҍᴪҍ ֓ ף ⁪ꜚף
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ẫ Ҭ ̆ ≠ / ҍ ȁ ȁ

ⱬꜚף ԑᵬ Ȃ≠ / Ҍ ₀

ⱴȂ ≠ / ̆ ᴰ ֟ Ҍ

Ȃ 

≠ / ҍ ≠ / ꜚⱬ

₮ ҳ ӈ Ҍ Ԋᴆ ⱴ̆ ȁ ȁ ȁҬ ȁ

╕ȁ ȁ ȁ ᵣ ȁ ȁ ȁ ԋ

Ȃ 

 
 

ȍ Ȏ 

 

ᶛ ₮ ᴋᵥҳ ᵣ ̆ ԍ

ץ╕ ╕ӊ╠ Ҋ╠ѿ ╕Ȃ₮ ̔ ȁ

ȁ ȁ ȁ ȁ ȁ ȁ ȁ ꜚ ȁ ȁ ȁ ȁ

Ҍ Ȃ └╕ ̆ῒ ҹҤ ȁ ȁ

ȁ₮ ȁ ꜚ ȁᵞ ȁ └ȁ Ȃ ₮ ⱬ̆

↕ ֙Ȃ └╕ ᵬ ̆Ӟ ᴪ₮

ꜚ / Ȃ 

҉ ̂ ҳ Ҭ ̃̆ ԍ / ̂ ѿ ╕̃

ԅ ╕ Ȃ≠ ᶛ ̆ғῒҍᶏ

≠ ῏ Ҍ Ȃ ֲ ̆ Ҥ

Ȃ 

 

ԍ ╕Ҭ≠ ҹ 3.4 ̆Ә └ᵬ ҹ 9

Ȃ ̆ ≠ ╕̆ ץ 24

ҌῬ ╕Ȃ ᵄ ’Ҋ̆ Ȃ ̆

ῒזҌ Ԋᴆ ԇ Ȃ 

ԍ ̆ Ȃ ╕ ҹ 0.03mg/kg ̆

ҳ ‗ ╕ ȂҌ қ ᵬҹ ╕Ȃ 

 

ȍҳ Ȏ 

ҳ Ḥ ≠ ╕ ῃ ҳ Ȃ13.3mg/24 ֟
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Ҭ ҉ ̆ ֟ Ҭ ֲ ҳ Ȃ 

ѿ ҹ 24 ȁ ╕ ῒ ץ̆ ѿ 48

Ҭ̆ ԅ≠ ╕ Ȃ 

24 ╕  

ѿ ╕ Ҭ̆͂ №ҹ 10-20Ȃ

ȁ ᵀ ΐ 24 ᵀ ̆ ԅ Ȃ ᵀ ΐ

ADAS-Coĝ ᵀ - № ̔ ԍ ⱬ ̃ȁ

ADCS-CGIĈ ᵬ -ҳ ᵣ ̔

ᵣ ᵀ̃ȁADCS-ADL̂ ᵬ -

ⱬ ̔ ᵀ ⱬ̆ ҩֲ ȁ ȁ ȁ ⱵꞋꜚ̆

ȁ Ԋ ⱬץ ҍ ῏ ꜚ ⱬ̃Ȃ 3 ᵀ ΐ 24

ᵀ 4Ȃ 

4 3 ᵀ ΐ Ҭ 24 ᵀ  

ITT-LOCF ֲ  ≠ ╕ 

9.5mg/24  

N=251 

®
 

12mg/  

N=256 

╕ 

 

N=282 

ADAS-Cog ̂n=248  ̃ ̂n=253  ̃ ̂n=281  ̃

ṿ± ‰  27.0±10.3 27.9±9.4 28.6±9.9 

24 ± ‰  -0.6±6.4 -0.6±6.2 1.0±6.8 

ҍ ╕ p ṿ 0.005*1 0.003*1  

ADCS-CGIC ̂n=248  ̃ ̂n=253  ̃ ̂n=278  ̃

№± ‰  3.9±1.20 

 

3.9±1.25 

 

4.2±1.26 

ҍ ╕  p ṿ 0.010*2 0.009*2  

ADCS-ADL ̂n=247  ̃ ̂n=254  ̃ ̂n=281  ̃

ṿ± ‰  

 
50.1±16.3 

 

49.3±15.8 

 

49.2±16.0 

 24 ± ‰  

 
-0.1±9.1 

 

-0.5±9.5 

 

-2.3±9.4 
ҍ ╕  p ṿ 0.013*1 0.039*1  

*ҍ ╕ ̆p≤0.05 

ITT̔ № ̕LOCF̔ ṿ №  

1
№ ҹ ̆ ṿҹ ȂADAS-Cog ҹ ṿ ȂADCS-ADL ҹ ṿ

Ȃ 

2
ץ ҹ CMH ̂van Elteren ̃ȂADCS-CGIC №<4 № Ȃ 

 

 

24 ╕ Ҭ ҳ ῏ 5Ȃҳ ῏ ӈҹ

ADAS-Cog № 4 №̆ADCS-CGIC ADCS-ADL № Ȃ 
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5 24 ╕ Ҭ Ҭΐ ҳ ӈ

 

 ҳ ̂%̃  

 
≠ ╕

9.5mg/24  

®

12mg/  

╕ 

 

ITT-LOCF ֲ  N=242 N=248 N=276 

ADAS-Cog

4 №̆ADCS-CGI

ADCS-ADL ⱴ  

 

17.4 

 

19.0 

 

10.5 

ҍ ╕  p 

ṿ 

0.037* 0.004* 

  

*ҍ ╕ ̆p<0.05 

 

̆9.5mg/24 ╕ ҍ 12mg/ ╕

ᵌȂ 

≠ ╕̂9.5mg/24 ̃ Ҭ ⌠Ҭ Ҭ№

≢ ̆ ⌠ ᵌ Ȃ 

48  

ѿ Ҭ̆ ∆ MMSE №ҹ 10-24Ȃ 24-48

̂ ╕ ҹ 9.5mg/24 ╕̃ ̆ 13.3mg/24

╕ҍ 9.5mg/24 ╕ 48 ̂ ҹⱳ

ⱳ Ҋ ̃ Ȃ ᵀⱳ Ҋ ’̆ ⱳ Ҋ ӈҹ MMSE

№ ᾢ╠ Ҋ ≥2 №̆ ṿҊ ≥3 №Ȃ ADAS-Coĝ

ᵀ - № ̆ ԍ ⱬ ̃ ADCS-IADL̂

ᵬ - ΐ ⱬ ̃ ᵀ ΐ ꜚ̆ ȁẠ ȁ ȁ

ⱬȁ ⱬȂ 2 ᵀ ΐ 48 ᵀ 6Ȃ 

6 Ҭ Ҭ ADAS-Cog ADCS-IADL №

ṿ  

ֲ  

≠

╕

(13.3mg/24h)  

N = 265 

≠

╕

(9.5mg/24h) 

N = 271 

≠ ╕(13.3mg/24h)   

-≠ ╕(9.5mg/24h) 

ṿ ṿ DLSM 95% CI P ṿ 
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ֲ  

≠

╕

(13.3mg/24h)  

N = 265 

≠

╕

(9.5mg/24h) 

N = 271 

≠ ╕(13.3mg/24h)   

-≠ ╕(9.5mg/24h) 

 
-48  
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̔ 

╕ 1.1mg/kg/ ץ̂ ̃ȁ ╕ 1.6mg /kg/ ץ̂ ̃

Ҭ̆≠ Ȃ 

╕ 0.75mg /kg/ ץ̂ ̃ Ҭ̆≠ ̆ ╕

Ҋ≠ ̂AUC̃ᵞԍֲ ╕ ̂13.3mg/24 ̃Ҋ

Ȃ 

ȍ ⱬꜚף Ȏ 

 

≠ ╕Ҭ≠ / Ȃ 0.5-1

̆ Ҭ ⌠≠ / Ȃ≠ / ̆

ѿ 8 ṿ̆ ṿ̂Cmax̃ ₮ ̂10-16 ̃Ȃ ⌠ ṿ ̆

24 ▼ᵩ ῤ Ҋ Ȃ ԍ ̂ ̃̆

╕ ╕ ̆ ᴪ 40 № ̂ ṿ̃ῤ Ҋ ̆ ⌠ ╕

ᵣῤ ̆ ̆ 8 ⌠

ṿȂ ̆ ṿ ṿ 50%Ȃ ҍ Ҍ ̆ ң ῒ

0̂ 1 2̃Ȃ≠ ╕ ̂ ̃̂ ̔≠

╕ 4.6mg/24 17.4mg/24 ̃ Ȃ

Ҍ ╕ ̆ᵖ ╕╕ ⱴ̆≠ ̂Cmax AUC̃

ᴪ ԍ╕ ᶛ ⱴȂ׆≠ ╕ 4.6mg/24 ≠ ╕

17.4mg/24 ̆≠ ╕ 9.5mg/24 ȁ13.3mg/24 17.4mg/24

ᵞ╕ ╕ 4.6mg/24 AUC №≢ҹ 2.6ȁ4.9 7.8 ṐȂ≠ ╕

ꜚ (FI)̂ ṿ ṿ ((Cmax-Cmin)/Cavg)) ҹ 0.57-0.77Ȃ

̆ ╕ ╕ ṿ ṿ ꜚ ̂FI=3.96̂ 6mg/ -̃6.24

̂ 12mg/ ̃̃ Ȃ ̆ ԍѿ ≠̆ ╕ 17.4mg/24

ԍ 9-10mg 2 / ̂ 18-20mg/ ̃̕ ≠

╕ 9.5mg/24 ԍ ҹ 6mg 2 / ̂ 12mg/ ̃Ȃ 
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利
斯

的
明
 

利
斯

的
明
 

1   24 ╕ ≠  

 

 
 
 

17.4mg /24  

13.3mg /24  

9.5mg /24  

4.6mg /24  
 

 
 
 
 
 
 
 
 
 
 
 
 
 
 
 
 

̂ ̃ 
 

 
 
 

2 ̂2 / ̃ ≠ /  

 
 
 
 
 
 
 
 
 
 
 
 
 
 
 
 
 
 
 
 
 
 

ѿ ╕ ╕ Ҭ̔ ╕ ̆≠ /

ⱬꜚף ̂ ╕ /ᵣ ̂kg̃̃ ҩᵣ ҹ 43%̂ Cmax̃ 49%̂ AUC0-24h̃̆

↕№≢ҹ 74% 103%Ȃҍ ᵌ̆

Ҭ̆≠ ╕ ף ꜚⱬ ҩᵣ ᵞԍ Ȃ

≠ ╕ ̆ ҩᵣ ҹ 45%̂Cmax̃ 43%̂AUC0-24h̃̕

╕ №≢ҹ 71% 73%Ȃ 
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Ҭ̆ ̂≠ ף NAP-226-90̃ҍᵣ

῏Ȃҍᵣ ҹ 65kg ̆ᵣ 35kg ῒ 2 Ṑ̆

ԍᵣ 100kg ̆ ҹῒѿ Ȃᵣ ̆

҉ ╕ ̆ ᵣ ᵞ ԇ ῏ ̂ ȍ Ȏ̃Ȃ 

≠ 24 ̆ ץ ╕ ̆ 67%

׆ץ ╕ Ȃ 

╕ ҉ ȁ ҉ ≠̆ ̂ ף NAP266-90̃ ̂AUC∞̃

Ȃ Ҍ ԍ 3 ҩ ᵝ̆ ԍῒז 2 ҩ ᵝ̂ ̃̕ᵖ

̆ ╕ ֓ ᵝ ̆ Ҭ≠ ᵞ 20-30%Ȃ 

Ҭ̆ ≠ / ῒף NAP226-90 ῏

̕ᵖ ╕ ̆ 2 ԍ 1 Ȃ 

№  

≠ / ҍ ⱬ ̂ 40%̃Ȃ ԍ ̆

№ ҹ 1.8-2.7L/kgȂ 

ף  

≠ / ף ̆Һ ׃ ᵬ ף̆ ҹ

ף Ȃ ᵣ ף̆ Ә └ᵬ ̂<10%̃Ȃ ԍᵣ

̆ Ҍᴪҍ Ҋ↓ ף ꜚⱬ ԑᵬ ̔

CYP1A2,CYP2D6,CYP3A4/5,CYP2E1,CYP2C9,CYP2C8,CYP2C19, CYP2B6Ȃꜚ

̆Һ P450 ҍ≠ / ף Ȃ ≠

╕ ף̆ - ᵣ AUC∞ ҹ 0.7̆ ҹ 3.5Ȃ ̆

ף Ȃ ╕ N̆AP226-90 ̆ ԍҌ ף╠ ̂

̃Ȃ 

 

Ҭֽ ≠ / ̆ῒף ֟ Һ Ȃ

ԇ 14C-≠ ̆24 ῤ № ̆ 24 ῤ

̂>90%̃Ȃ Ḃ ԍ 1%Ȃ ╕

ҹ 3 Ȃ ҹ 2.1 2.8 Ȃ 

 

≠ ╕ Ҭ̆ ≠ Ȃ 

ⱳ  
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ⱳ Ҭ ≠ ╕ Ȃ ≠ / ̆

ҍẫ ̆ Ҭ ⱳ Cmax 60%̆AUC 2 Ṑ Ȃ

3mg 6mg ң ̆≠ /

̂n=7, Child-Pugh №  5-6̃ Ҭ ̂n=3, Child-Pugh № 7-9̃ ⱳ ̂n=10,

̃Ҭ ẫ ҩᵣ̂n=10̃ ᵞ 60-65%Ȃ 

ⱳ  

ⱳ Ҭ ≠ ╕ Ȃ ԍ ᵣ № ̆

≠ ῒף Ȃ 

 

ȍ Ȏ 

Ḡ ̕ 

ԍ Ҭ̆ ⌠ᶏ ₮̕ 

ᾧᾙ Ȃ 

 

ȍ Ȏ 

̔7 / ̆30 /  

 

ȍ Ȏ 

36 ҩ Ȃ 

 

ȍ ‰Ȏ 

Ύ ‰ JX20200001 

ȍ Ύ Ȏ 

 

ȍ ҉ ֲȎ 

ᴑҙ ̔Luye Pharma AG  

Ύ ̔Am Windfeld 35, 83714 Miesbach, Germany 

 

ȍ ֟ᴑҙȎ 

֟ ̔Luye Pharma AG  

֟ ̔Am Windfeld 35, 83714 Miesbach, Germany  
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ȍ Ύף Ȏ 

ᴑҙ ̔ қ └ Ὲ  

Ύ ̔ қ ⇔ҙ 15  

 ̔ қ ⇔ҙ 15  

    ̔264670 

̔0535-6717618 

ᴰ ̔0535-6717718 

̔www.luye.cn 
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ᶏ  

ᵥ ≠ ╕? 

 ῃ ≠ ╕Ȃ 

 ץ ╕ Ȃ 

 1 ҩ≠ ╕Ȃ 

 ≠ ╕ֽ ԍ ᶏ Ȃ 

 ≠ ╕ ԍ ȁ ȁ ȁ Ȃ 

 ᾧ ҍ ᵝ ≠ ╕Ȃ 

 Ҍ ȁ ᴴ ≠ ╕Ȃ 

 Ҍ Ӳ ȁ ≠ ╕Ȃ 

 ѿ 24 ѿ ≠ ╕Ȃ ╕╠

ץ ΏҊ ҉≠ ╕ ꜛ ᵟָӇ

Ṝ Ȃ 

 ᵝץ ᾧ ┬ Ȃ ץ ᵝ̆p

14 ῤ̆ ᾧ ῃ ᵝ Ῥ Ȃ 

 ꜚ ȁ ╕ ꜚȂ 

 ≠ ╕ ̆ ҉ ѿҩ ╕̆ ԋ Ἕ ѿ

ѿ ╕ȂҌ ᶏ ȁ ȁ ꜚ ╕

╕Ȃ 

 ԅѿ ≠ ╕ ѿ̆ ̆ ҉

Ҋѿҩ≠ ╕ȂҌ 2 ҩ≠ ╕

Ȃ 

 ԅ≠ ╕ 3 ̆ ╕ӊ╠ҍ Ȃ 

 ╕╠ ╠ѿ ≠ ╕Ȃ 

 ᵣ҉ 1 ҩ ╕ Ȃ ѿ Ẽ

ᶏ ԅ 1 ҩ≠ ╕̆ Ȃ Ҍ ҉
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̆ Ȃ 

≠ ╕? 

ֽ ≠ ╕ ԍҊ ᵝҬ ѿҩ ᵝ̂ Ã̔ 

 ҉ ̆  

 Ҋ ̆  

 ҉ ̆  

 ╠ ̆  

 A Ҋץ ᵝҬ̆ ֽ ῒҬ ѿҩ ᵝ ѿ ≠ ╕̆

₮ԅ ץ ≠ ╕ ᵝȂ 

ѿ ╕Ȃ ╕Ȃ 

 
 
 
 
 
 
 
 
 
 
 
 
 
 
 

 
 
 
 
 
 
 
 
 
 
 

ֽ ᶏ ѿ ≠ ╕̆ ԍץҊ ᵝӊѿ̂ ҉ ̃: 

ᴪ ̆ ԍ҉ Ҋ Ȃ ̆ ╕ ץ ҉ ╠

Ȃ ᾧ ᴪ ⌠ Ȃ 

ᵥ ≠ ╕̔ 

╕ ѿ ̆ ҉Ȃ ╠ ѿ ╕ ѿҩḠ

ҬȂֽ ᶏ ӊ╠ ₮ ╕Ȃ 

1. ңҩ◄ ◄ Ḡ ̆ᵖҌ ̂ B̃Ȃ Ḡ Ȃҹ ᾧ
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╕̆◄ ℗ ҩḠ ȂҌ ҡ ץ̆ Ȃ℗ ◄

╕Ȃ 

  B 

 

Ḡ׆ .2 Ҭ ₮ ׆̆╕ ȁ ╕ ѿᶷ Ḡ ̆

ҡ Ȃ ╕ ҉ ѿ Ḡ Ȃ▫ Ḡ ѿ ȂҌ Ȃ̂

C̃Ȃ 

 C 

 

3. ╕ ᵰ ᵝȂ 

4.▫ Ḡ ѿ Ȃ( D)Ȃ 

 D 

 

5. ╕Ḡ ῒ ̂ ẼȂ 

  E 




