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Esomeprazole Magnesium Trihydrate

‡∫Á≠®«√√≥  ÕàÕπ§”  ¿.∫.*

™◊ËÕ “¡—≠
Esomeprazole magnesium trihydrate

 Ÿµ√‚§√ß √â“ß

bis(5-methoxy-2-[(S)-[(4-methoxy-3,5-dimethyl-2-pyridinyl)methyl]sulfinyl]-1H-benzimidazole-1-yl)

magnesium trihydrate, Its empirical formula is (C17H18N3O3S)2Mg ë 3H2O)

ª√–‡¿∑¢Õß¬“
Proton Pump Inhibitor

ƒ∑∏‘Ï∑“ß‡¿ —™«‘∑¬“
Esomeprazole ‡ªìπ S - isomer ¢Õß

omeprazole   “¡“√∂≈¥°“√À≈—Ëß°√¥„π°√–‡æ“–Õ“À“√

¥â«¬°≈‰°°“√ÕÕ°

ƒ∑∏‘Ï¬—∫¬—Èß‡Õπ‰´¡å  H+ K+- ATPase (acid

pump) „π parietal cell Õ¬à“ß‡©æ“–‡®“–®ß

Esomeprazole ‡ªìπ¥à“ßÕàÕπ ¬“®–¡’§«“¡‡¢â¡

¢âπ Ÿß·≈–‡ª≈’Ë¬π‡ªìπ√Ÿª∑’ËÕÕ°ƒ∑∏‘Ï „π ¿“«–·«¥≈âÕ¡∑’Ë

‡ªìπ°√¥ Ÿß§◊Õ ≥ ∫√‘‡«≥ secretory canaliculi ¢Õß

parietal cell Õ—π‡ªìπ∫√‘‡«≥∑’Ë¬“ÕÕ°ƒ∑∏‘Ï¬—∫¬—Èß‡Õπ‰´¡å

H+ K+- ATPase °≈‰°°“√ÕÕ°ƒ∑∏‘Ï¥—ß°≈à“«‰ª¬—∫¬—Èß

°“√ √â“ß°√¥„π°√–‡æ“–Õ“À“√∑’Ë¢—ÈπµÕπ ÿ¥∑â“¬ ®÷ß

¬—∫¬—Èß‰¥â∑—Èß°√¥∑’ËÀ≈—Ëß‡Õßµ“¡ª°µ‘·≈–°√¥∑’Ë‡°‘¥®“°

°“√°√–µÿâπµà“ß Ê
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‡¿ —™®≈π»“ µ√å
°“√¥Ÿ¥´÷¡ : ¿“¬À≈—ß√—∫ª√–∑“π¬“ °“√¥Ÿ¥´÷¡

¬“‡ªìπ‰ªÕ¬à“ß√«¥‡√Á« ¬“¡’ bioavailability √âÕ¬≈– 89

(40 ¡°.) ·≈–√âÕ¬≈– 68(20¡°.) ‡π◊ËÕß®“°Õ“À“√‰¡à

∑”„Àâƒ∑∏‘Ï¢Õß esomeprazole µàÕ§«“¡‡ªìπ°√¥¿“¬„π

°√–‡æ“–Õ“À“√‡ª≈’ Ë¬π·ª≈ß ¥—ßπ— Èπ “¡“√∂„Àâ√—∫

ª√–∑“π¬“‰¥â∑—Èß°àÕπÀ√◊ÕÀ≈—ßÕ“À“√

√–¬–‡«≈“°“√ÕÕ°ƒ∑∏‘Ï : ¬“®–‡√‘Ë¡ÕÕ°ƒ∑∏‘Ï

¿“¬„π‡«≈“ 1 ™—Ë«‚¡ß √–¥—∫¬“„πæ≈“ ¡“®–¢÷Èπ∂÷ß

√–¥—∫ Ÿß ÿ¥¿“¬„π‡«≈“ 1-2 ™—Ë«‚¡ß ‚¥¬ª√–¡“≥

™à«ß√–¬–‡«≈“°“√ÕÕ°ƒ∑∏‘Ï : ¬“®–¡’§à“§√÷Ëß

™’«‘µ (Half life) 1.2 - 1.3 ™—Ë«‚¡ß

√–¬–‡«≈“°“√ÕÕ°ƒ∑∏‘Ï Ÿß ÿ¥ (tmax) : 1 - 2

™—Ë«‚¡ß

°“√‡ª≈’Ë¬π·ª≈ß¬“ : ¬“∂Ÿ°‡ª≈’Ë¬π·ª≈ß‰¥â

Õ¬à“ß ¡∫Ÿ√≥å∑’Ëµ—∫‚¥¬ºà“π√–∫∫ cytochrome P450

(CYP2C19 ·≈– CYP3A4 )

°“√¢—∫∂à“¬ : ¬“¢—∫∂à“¬ÕÕ°∑“ßªí  “«–

√âÕ¬≈– 80 („π√Ÿª metabolited form) ·≈–∑“ßÕÿ®®“√–

√âÕ¬≈– 20

ª√– ‘∑∏‘¿“æ„π°“√√—°…“
¿“¬À≈—ß®“°°“√√—∫ª√–∑“π¬“ esomeprazole

„π¢π“¥ 20 ¡‘≈≈‘°√—¡ ·≈– 40 ¡‘≈≈‘°√—¡ ‡ªìπ‡«≈“ 5 «—π

æ∫«à“§à“ pH ¿“¬„π°√–‡æ“–Õ“À“√¢ÕßºŸâªÉ«¬ GERD

(«—¥„π™à«ß 24 ™—Ë«‚¡ß) ®–Õ¬Ÿà§ß∑’ËÕ¬Ÿà∑’Ë√–¥—∫‡Àπ◊Õ°«à“

4 π“π‚¥¬‡©≈’Ë¬ 13 ™—Ë«‚¡ß ·≈– 17 ™—Ë«‚¡ß µ“¡≈”¥—∫

„π°“√»÷°…“º≈„π°“√∑”„Àâ pH „π°√–‡æ“–

Õ“À“√¡“°°« à“ 4 √–À« à“ß°“√√ —∫ª√–∑“π¬“

esomeprazole 40 ¡°. «—π≈–§√—Èß ·≈– omeprazole

40 ¡°. «—π≈–§√—Èß „πºŸâªÉ«¬ GERD æ∫«à“ ®“°°“√«—¥§à“

pH (24 hr)∑’Ë¡’§à“¡“°°«à“ 4 ∑’Ë«—π∑’Ë 1 ·≈– 5 ¢Õß°“√

√—∫ª√–∑“π¬“°“√‰¥â√—∫ esomeprazole 40 ¡°.«—π≈–

§√—Èß ¡’º≈„Àâ§à“ pH „π°√–‡æ“–Õ“À“√¡’§à“¡“°°«à“ 4

π“π°«à“°“√‰¥â√—∫ omeprazole 40 ¡°. «—π≈– 1 §√—Èß

‚¥¬„π«—π∑’Ë 1 ºŸâ∑’Ë√—∫ª√–∑“π¬“ esomeprazole 40 ¡°.

«—π≈–§√—Èß ·≈– omeprazole 40 ¡°. «—π≈–§√—Èß ¡’§à“ pH

„π°√–‡æ“–Õ“À“√¡“°°«à“ 4 ¡’®”π«π√âÕ¬≈– 48.6

·≈–√âÕ¬≈– 40.6 µ“¡≈”¥—∫ ·≈–„π«—π∑’Ë 5 ¢Õß°“√‰¥â

√—∫¬“∑—Èß Õß¢â“ßµâπ ºŸâ∑’Ë¡’§à“ pH „π°√–‡æ“–Õ“À“√

¡“°°«à“ 4 ¡’®”π«π√âÕ¬≈– 68.4 ·≈–√âÕ¬≈– 62.0 µ“¡

≈”¥—∫

®“°°“√»÷°…“·∫∫ randomized double-

blind crossover trial „πºŸâªÉ«¬ GERD ∑’Ë ‰¥â√—∫¬“

esomeprazole 20 ¡°.«—π≈–§√—Èß, esomeprazole

40 ¡°. «—π≈–§√—Èß, omeprazole 20 ¡°.«—π≈–§√—Èß µ‘¥

µàÕ°—π 5 «—π æ∫«à“

1) ‡¡◊ËÕ«—¥ 24-hour median intragastric pH

∑’Ë«—π∑’Ë 5 æ∫«à“ ¡’§à“ 4.1 , 4.9 ·≈– 3.6 µ“¡≈”¥—∫

2) √âÕ¬≈–¢ÕßºŸâ∑’Ë¡’§à“ pH „π°√–‡æ“–¡“°°«à“

4 π“π°«à“ 12 ™—Ë«‚¡ß ¡’®”π«π√âÕ¬≈– 54, √âÕ¬≈– 92

·≈–√âÕ¬≈– 44 µ“¡≈”¥—∫

3) √âÕ¬≈–¢ÕßºŸâ∑’Ë¡’§à“ pH „π°√–‡æ“–¡“°°«à“

4 π“π°«à“ 16 ™—Ë«‚¡ß ¡’®”π«π√âÕ¬≈– 24, √âÕ¬≈– 56

·≈–√âÕ¬≈– 14 µ“¡≈”¥—∫

¢âÕ∫àß„™â
‚√§∑’Ë‡°’Ë¬«°—∫°√¥ (acid -relate disease)

1. √—°…“Õ“°“√∑’Ë‡°‘¥®“°°“√‰À≈¬âÕπ°≈—∫

¢Õß°√¥√–À«à“ß°√–‡æ“–Õ“À“√°—∫À≈Õ¥Õ“À“√

(gastroesophageal reflux disease : GERD)

2. √—°…“À≈Õ¥Õ“À“√Õ—°‡ ∫®“°°“√‰À≈

¬âÕπ°≈—∫¢Õß°√¥ (erosive reflux esophagitis)

3. √ —°…“·º≈„π≈”‰ â‡≈ Á°  à«πµâπÕ —πÕ“®

‡°’Ë¬«°—∫‡™◊ÈÕ Helicobacter pylori ‚¥¬°“√„Àâ√à«¡

°—∫¬“µâ“π‡™◊ÈÕ·∫§∑’‡√’¬∑’Ë‡À¡“– ¡

¢π“¥·≈–«‘∏’„™â
- √—°…“À≈Õ¥Õ“À“√Õ—°‡ ∫®“°°“√‰À≈¬âÕπ

°≈—∫¢Õß°√¥ : √—∫ª√–∑“π«—π≈– 40 ¡‘≈≈‘°√—¡‡ªìπ‡«≈“

4  —ª¥“Àå ºŸâªÉ«¬∑’Ë·º≈¬—ß‰¡àÀ“¬À√◊ÕºŸâ∑’Ë¬—ß§ß¡’Õ“°“√

Õ¬Ÿà ·π–π”„Àâ√—∫ª√–∑“π¬“µàÕÕ’° 4  —ª¥“Àå
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- √—°…“Õ“°“√∑’Ë‡°‘¥®“°°“√‰À≈¬âÕπ°≈—∫

¢Õß°√¥√–À«à“ß°√–‡æ“–Õ“À“√°—∫À≈Õ¥Õ“À“√ (GERD)

:  ”À√—∫ºŸâªÉ«¬∑’Ë ‰¡à¡’Õ“°“√À≈Õ¥Õ“À“√Õ—°‡ ∫ √—∫

ª√–∑“π«—π≈– 20 ¡‘≈≈‘°√—¡

- „™â√à«¡°—∫¬“µâ“π‡™◊ÈÕ·∫§∑’‡√’¬∑’Ë‡À¡“– ¡

‡æ◊ËÕ√—°…“·º≈·≈–°”®—¥‡™◊ÈÕ Helicobacter pyroli √—∫

ª√–∑“π¬“ esomeprazole ¢π“¥ 20 ¡‘≈≈‘°√—¡ √à«¡°—∫

amoxycillin 1 °√—¡ ·≈– clarithromycin 500 ¡‘≈≈‘°√—¡

√—∫ª√–∑“π¬“∑ÿ°Õ¬à“ß «—π≈– 2 §√—Èß ‡ªìπ‡«≈“π“π

µ‘¥µàÕ°—π 7 «—π

¿“«–‰µ∑”ß“π∫°æ√àÕß ‰¡àµâÕßª√—∫¢π“¥¬“

Õ¬à“ß‰√°Áµ“¡‡π◊ ËÕß®“°ª√– ∫°“√≥å „™â¬“„πºŸ âªÉ«¬

∑’ Ë ‰µ∑”ß“π∫°æ√àÕßÕ¬à“ß√ÿπ·√ß¬—ß¡’®”°—¥ ®÷ß§«√

√–¡—¥√–«—ß°“√„™â¬“„πºŸâªÉ«¬°≈ÿà¡π’È

¿“«–µ—∫∑”ß“π∫°æ√àÕß ‰¡à®”‡ªìπµâÕßª√—∫

¢π“¥¬“„πºŸâªÉ«¬∑’Ëµ—∫∑”ß“π∫°æ√àÕß‡≈Á°πâÕ¬∂÷ßª“π°≈“ß

 ”À√—∫ºŸâªÉ«¬∑’Ëµ—∫∑”ß“π∫°æ√àÕßÕ¬à“ß√ÿπ·√ß ®–¡’º≈

∑”„Àâ√–¥—∫¬“„π°√–· ‡≈◊Õ¥·≈–§à“§√÷Ëß™’«‘µ¢Õß¬“¡“°

°«à“ª°µ‘ ®÷ß§«√„Àâ‡√‘Ë¡√—∫ª√–∑“π„π¢π“¥ 20 ¡‘≈≈‘°√—¡

ºŸâ ŸßÕ“¬ÿ ‰¡àµâÕßª√—∫¢π“¥¬“

‡¥Á° ¬—ß‰¡à¡’¢âÕ¡Ÿ≈°“√„™â¬“„π‡¥Á° ¥—ßπ—Èπ®÷ß‰¡à

§«√„™â¬“π’È„π‡¥Á°

°“√„™â¬“„π µ√’√–À«à“ßµ—Èß§√√¿å·≈–„Àâπ¡

∫ÿµ√ ¬—ß‰¡à¡’¢âÕ¡Ÿ≈∑“ß§≈‘π‘°∑’ Ë· ¥ß∂÷ß°“√„™â¬“

esomerprazole „π µ√’√–À«à“ßµ—Èß§√√¿å ®“°°“√»÷°…“

„π —µ«å∑¥≈Õß‰¡àæ∫«à“ esomerprazole °àÕ„Àâ‡°‘¥

Õ—πµ√“¬µàÕ°“√æ—≤π“¢Õß∑“√°„π§√√¿å ‰¡à«à“∑“ßµ√ß

À√◊Õ∑“ßÕâÕ¡ ´÷Ëß Õ¥§≈âÕß°—∫º≈®“°°“√»÷°…“„π —µ«å

∑¥≈Õß‚¥¬„™â¬“ esomerprazole √Ÿªº ¡ (racemic

mixture) ∑’Ë ‰¡à· ¥ß∂÷ßÕ—πµ√“¬µàÕ°“√µ—Èß§√√¿å °“√§≈Õ¥

À√◊Õ°“√æ—≤π“¢Õß∑“√°¿“¬À≈—ß§≈Õ¥‰¡à«à“∑“ßµ√ß

À√◊Õ∑“ßÕâÕ¡‡™àπ°—π Õ¬à“ß‰√°Áµ“¡§«√√–¡—¥√–«—ß‡¡◊ËÕ„Àâ

¬“„π µ√’√–À«à“ßµ—Èß§√√¿å ¬—ß‰¡à∑√“∫«à“ esomerprazole

∂Ÿ°¢—∫ÕÕ°∑“ßπÈ”π¡‰¥âÀ√◊Õ‰¡à ·≈–¬—ß‰¡à¡’°“√»÷°…“

°“√„™â¬“„π µ√’√–À«à“ß„Àâπ¡∫ÿµ√ ¥—ßπ— Èπ‰¡à§«√„Àâ

esomerprazole ·°à µ√’√–À«à“ß„Àâπ¡∫ÿµ√

¢âÕ§«√√–«—ß„π°“√„™â
∂â“ª√“°ØÕ“°“√∑’ Ë‡ªìπ —≠≠“≥‡µ◊Õπ„¥ Ê

(‡™àπ πÈ”Àπ—°≈¥≈ßÕ¬à“ß¡“° Õ“‡®’¬π∫àÕ¬ Ê °≈◊π

Õ“À“√≈”∫“° Õ“‡®’¬π‡ªìπ‡≈◊Õ¥À√◊ÕÕÿ®®“√–¥”) ·≈–

 ß —¬«à“‡ªìπ·º≈„π°√–‡æ“–Õ“À“√§«√µ√«®„Àâ·πà„®

‡ ’¬°àÕπ«à“¡‘‰¥â‡ªìπ‡π◊ÈÕ√â“¬∑’Ë°√–‡æ“–Õ“À“√ ‡æ√“–

‡¡◊ ËÕ„Àâ°“√√—°…“¥â«¬¬“π’È·≈â«Õ“°“√®–∑ÿ‡≈“≈ß·≈–

∑”„Àâ°“√«‘π‘®©—¬‚√§™â“‡°‘π‰ª

¢âÕÀâ“¡„™â
Àâ“¡„™â„πºŸâªÉ«¬∑’Ë¡’ª√–«—µ‘·æâ¬“ esomepra-

zole, substituted banzimidazoles À√◊Õ à«πª√–°Õ∫

Õ◊ Ëπ Ê ¢Õß¬“ ·≈–§«√√–¡—¥√–«—ß°“√„™â¬“„π‡¥Á°

‡π◊ËÕß®“°¬—ß‰¡à¡’¢âÕ¡Ÿ≈°“√„™â¬“„π‡¥Á°

Õ“°“√Õ—π‰¡àæ÷ßª√– ß§å
Õ“°“√∑’Ëæ∫∫àÕ¬ (√âÕ¬≈– 1 - 10) ª«¥»’√…–

ª«¥∑âÕß ∑âÕß‡¥‘π ∑âÕßÕ◊¥ §≈◊Ëπ‰ â/Õ“‡®’¬π ∑âÕßºŸ°

Õ“°“√∑’Ëæ∫‰¥â‰¡à∫àÕ¬ (√âÕ¬≈– 0.1 -1 ) :

º‘«Àπ—ßÕ—°‡ ∫ º◊Ëπ§—π ≈¡æ‘… ¡÷πßß ª“°·Àâß

°“√‰¥â√—∫¬“‡°‘π¢π“¥ ®π∂÷ß¢≥–π’È¬—ß‰¡à¡’

√“¬ß“π°“√‰¥â√—∫¬“‡°‘π¢π“¥Õ¬à“ß®ß„® ¬—ß‰¡à∑√“∫¬“

∂Õπæ‘‘…∑’Ë®”‡æ“– (specific antidote) esomeprazole

®—∫°—∫‚ª√µ’π‰¥â¡“° ¥—ßπ—Èπ®÷ß‰¡à “¡“√∂∂Ÿ° dialysis ‰¥â∑—π∑’

°√≥’∑’Ë ‰¥â√—∫¬“‡°‘π¢π“¥ §«√„Àâ°“√√—°…“µ“¡Õ“°“√

·≈–µ‘¥µ“¡¥ŸÕ“°“√∑—Ë«‰ª¢ÕßºŸâªÉ«¬

ªØ‘°‘√‘¬“√–À«à“ß¬“°—∫¬“Õ◊Ëπ
¿“«–§«“¡‡ªìπ°√¥„π°√–‡æ“–Õ“À“√∑’Ë≈¥≈ß

®“°°“√√—°…“ Õ“® àßº≈„Àâ°“√¥Ÿ¥´÷¡¢Õß¬“Õ◊Ëπ‡æ‘Ë¡¢÷Èπ

À√◊Õ≈¥≈ß‰¥â ∂â“¿“«–§«“¡‡ªìπ°√¥„π°√–‡æ“–Õ“À“√

¡’º≈µàÕ°≈‰°°“√¥Ÿ¥´÷¡¢Õß¬“π—Èπ √–À«à“ß„Àâ°“√√—°…“

¥â«¬¬“ esomeprazole °“√¥Ÿ¥´÷¡¢Õß ketoconazole

·≈– itraconazole Õ“®≈¥≈ß‰¥â

Esomeprazole ¡’ƒ∑∏‘Ï¬—∫¬—Èß°“√∑”ß“π¢Õß

CYP2C19 ´÷Ëß‡ªìπ‡Õπ‰´¡åÀ≈—°„π°“√ metabolite
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esomeprazole ¥—ßπ—Èπ‡¡◊ËÕ„Àâ esomeprazole √à«¡°—∫¬“

Õ◊Ëπ∑’Ë∂Ÿ°‡ª≈’Ë¬π·ª≈ß‰¥â‚¥¬ CYP2C19 ‡™àπ diazepam,

imipramine, clomipramine, phenytoin ‡ªìπµâπ §«“¡

‡¢â¡¢âπ¢Õß¬“„π°√–· ‡≈◊Õ¥®– Ÿß¢÷Èπ ·≈–Õ“®®”‡ªìπ

µâÕßª√—∫¢π“¥¬“≈ß

„π∫“ß°“√»÷°…“ æ∫«à“ esomeprazole ¡’

§«“¡ —¡æ—π∏å°—∫ CYP3A4 ·µàº≈°“√»÷°…“∑“ß§≈‘π‘°

æ∫«à“ °“√√—°…“¥â«¬ esomeprazole √à«¡°—∫¬“∑’Ë¬—∫¬—Èß

CYP3A4 ‡™àπ clarithromycin (500 mg x 2) ∑”„Àâ

ª√‘¡“≥ esomeprazole „π°√–· ‡≈◊Õ¥¡“°¢÷Èπ‡ªìπ 2

‡∑à“ æ∫«à“‰¡à®”‡ªìπµâÕßª√—∫¢π“¥°“√„™â¬“

esomeprazole ¡’º≈≈¥°“√¥Ÿ¥´÷¡«‘µ“¡‘π∫’ 12

®“°Õ“À“√„π°√–‡æ“–Õ“À“√ (‡π◊ËÕß®“°°“√À≈—Ëß«‘µ“¡‘π∫’

12 ®“°Õ“À“√„π°√–‡æ“–Õ“À“√®–·ª√º—πµ“¡§à“

§«“¡‡ªìπ°√¥ ‡¡◊ËÕ√—∫ª√–∑“π¬“ esomeprazole ®–¡’

º≈¬—∫¬—Èß°“√À≈—Ëß°√¥„π°√–‡æ“–Õ“À“√ ¥—ßπ—Èπ«‘µ“¡‘π∫’

12 ¡’≈¥≈ß)

√Ÿª·∫∫¢Õß¬“
¬“‡¡Á¥√Ÿª¬“« ‡§≈◊Õ∫øî≈å¡ ’™¡æŸÕàÕπ ¬“‰¡à∑π

µàÕ°√¥ º≈‘µÕ¬Ÿà„π√Ÿª Enteric coated pellets (MUPS :

multiple unit pellet system tablet) ª√–°Õ∫¥â«¬ acid-

protected pellet

Õ“¬ÿ¢Õß¬“ 2 ªï

°“√‡°Á∫√—°…“ ‡°Á∫∑’ËÕÿ≥À¿Ÿ¡‘ÀâÕß (µË”°«à“

30 Õß»“‡´≈‡´’¬ )

°“√„Àâ§”·π–π” ”À√—∫ºŸ âªÉ«¬ §«√„Àâ§”

·π–π”„π‡√◊ËÕß°“√°≈◊π¬“∑—Èß‡¡Á¥ ‰¡à§«√‡§’È¬«À√◊Õ∫¥

‡¡Á¥¬“
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