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The transporters of intestinal tract and their study methods
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Abstract: The absorption of oral drug in the intestine is an important factor to determine the drug

bioavailability. There are many intestinal transporters mediating drug absorption, distribution, excretion and

drug-drug interaction.

and guide clinical rational use of drugs.

mechanism of drugs by intestinal transporters in the intestine.

Understanding the transport mechanism can improve the effectiveness and safety of drug
The in vivo and in vitro methods are used to predict the transport

The purposes of this article are to introduce the

main transporters in the intestinal tract, to explain the transport mechanism and to summarize the advantages and

disadvantages of the research methods of them.
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Jo 18 % 18 A BE R G iy P B 40 i v 47 R ik 55
ABC %k
MDRI (P-gp) ABCB FAR 5 T 0 BU LS KA Sl PRk T gk, HfZE. GF120918.
Hisoe . D 123 i R
MRP1, MRP2 ABCC AR 5 T WATIHTR . KEHR. Z R AR WHIF . WIS, WY
FHEIR S . 17p-WE — R 4 W g 17
MRP3 ABCC SEE 5 MRP1. MRP2 & X, #4459 R, WIS AT
BCRP LT KATEE . ZRWAE. RAFH. SHIRE. GF120918. & HTH
RFBITH . MEER Fumitremorgin
OCT % ik SLC22
OCTI Bl VU ZJt BIE oy N-F 00 I JEBR . Z ., PR T
OCT3 Fill R % 153 ) SR, MYk FERER . 0 AR e
OCTN1, OCTN2 AR T PR ZEJeT . dEdrbick. TEAK e T URE. &
OAT K ik SLC21
OATP2B, D, E (MAS W) RTERRRR AL AT MERD . JERAEIR
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1.2 ATP H#EEXEREERRIE (ABC FIiElF)
1.2.1 P-#8ZEH (P-glycoprotein, P-gp, MDR1) P-
B2 B AR A T B, R B0 25 i g
ot T A 2 25T 21 . P-gp FEDRAL T NEE 7
SRR 21 X, BE 28 AMNE T 1280 4
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A MRP2 {7 T 44k 10q23-24, 1 32 M 74 1.
MRP2 1 1 541 NEFERF K, 5 MRP1 17 49% ][]
Witk o LA SRR Ty b Bz 4 i T A, 25k /K
- DA AT B 38) 326 i 128 T FAEAIG o
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HioREA 12 MEEZIGE, FE M. B
Mk Wi s A G e, o H R AT R E 2= 0. OCTs
MR WY CAE R . =T ARG, & R, &
i A Ry NP A LT s N
1.3.2 FHEBHMEEFIEIEIR (novel organic cation
transporter, OCTNs) OCTNI-3 /& OCT jE ik %K
T TR 5 - OCTN HH 551 ANEIEIR IR HEM A, St
A 12 MEREZ I . 5 OCT #I84AT 30% R LR
HIFEEYE. OCTNL WU S 2l #Je T 4ihr
MK SE N b7 B3 . OCTN2 IR R Je VT #TAE9.
SKTUmERE . HOK T Rt R, B 2R T, 2-
N RN FI4E R K . OCTN2 ik 233 i 4 G iR
JeTH = EN,
1.3.3 BHIREFHIEZ B (organic anion-trans-
porting polypeptide, OATP) i HLEH 2 T 2 Ik &Kk

e K BRI 43 B ok, ) Na Mg 4 is 4k .
OATPs Hiz R 12 /M5 I 2 KGR i, 25 TR
BRIEHAE 643~722, 4> F i} 80~90 kDa. H
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OATPs. AR KZH AN & Fi#is 2 Ko T
B, 54T SRR, B2 OATP-B 1EpiE )%
AN M TN T2 50 A, LA pH M A 5 25901
T
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Y. AWFFTAL Liu 250K & Sl BBMV IIESE
FUIRA 225 I BUIT 46 25 TBP48S L HLATA 4 JBP923
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BBMV (1 g A2 X AN A AN BE 4% 7 25 7453 21 il
RGeSy, FF H BRI E o 18 TV 1 25 e e i o i
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222 SMEREERAE KRR, BRI S 4T TIE
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0y, ZBRIHFRME. WU RGN . 4k /N B 4 2
(R o BB e, A /NI R RN ) A1, SRETBETTT 1) Y, 4
FLI, KN b e R HORE D E o KNl N
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FH B T B AWFST4] Zhang 25085 ik R A EH
el 7R S T IBP48S 1 LU Skl & 5 4+ PEPTI
T3 B4 b A= PR FH S B o

T OB AR R N, 25 )k N0 Jim oA 2
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W LY Ia R 1R 5 AT . Caco-2 41 E AT 5/
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A5 SR B N b R 40 B AR AR, Caco-2 4
WA 2 T AR AN 258 0 1 T OB AT 9 . S
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BRI (Pap) H, Pupp (cms™) = (dQ/dr) x1/(A%Cy),
b dQrde BB A (ng-min ), Co MLy ik
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B (em®)e — NN, WO RGP0 258), HRWIBIE R
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224 FERYARE BT Caco-2 AIMih AT £ Rl
1, ARITWFFOE— s Ao T 20 5o . Sefeiz
A DR e e 4 i m T DA 2 A v 30 R — s Ak
XM 77 AT LS UL IR G5 A e 32 A4 0 2 ) e A2 1) 5
i o

F 5 A7 H IR B ORI K AT B e A 3
W5, SRR, SR HIIE BT 2000 K 0K AAF
Mg, M G418 R E AT IMIE, ik 5% H
Yo 25 98 e W . Western Blot A1 PCR 25 J5 LK I 54
L 20 0 2 75 B A B, SRR A G A0 M kAT 24
WIS SRS s, LA LD g . Knutter %5200
PEPT1 Qe N ARG 38 B A S, UESE T 14
Tofr AN [vi) A 2 45 BV 1) 700 28 24 ) 6 PEPTL 1) S A

RUHL G 21 M S — T 25 00 25 ) e s AR ) B 3L
SRV BT, HR I3 M e ds A0 - IS IR Ok
Fig, WA LT B 20k . Cui SFPTENL T
OATP1BI1/BCRP L)L OATPIBI/MDRI1 %5 XU L4l
MOBERY, H ke Wl 8 i — B2 -178- 761 % BE S TR « HMG-
CoA & J5U B (EARARTT « PHSZARARYT) M -
3- MR B ) 38 55 B . Hirouchi 25 PM R h#y gt 7
OATP1B1/MRP2/MRP3 #1 OATP1B1/MRP2/MRP4
I P R S 2 ) 2 i s AR ) Ok R s T L
2.2.5 dEMTIEEDR B 4HBE (xenopus laevis oocytes)
F SR cRNA 5 N AR TCRE B RESH Y, 38 5k 5 b
H R AR ARSI ) 5 FRi B AL . RIS ¥eia
PR (P AE I TS B RF 41 U 7] 4 & (transportocytes, BD

Gentest, http://www.bdbiosciences.com). Knutter 2!

8% PEPTL Rl UH I BN BEAH R TIE B D 12K 24
Yixt+ PEPT1 AT s SR A T

226 IEBFASHERR (positron emission
tomography, PET) M 20 4 90 4E4CiE, PET (#1#
FHAR KRR JE M S0 T A e A% B 2 AR (0 oy e e, ]
DATE A N o B PR AR 24 0 RE, OF B 4 1 R
FRACERIAE )28 4E o PET tk. G Bom. i
Wb HRFR G KR A R A R, A IE FL R R, JFRetS
FEPIAN T ) _EJBCE AN RIS o 400 35 [ s o 28]
A TFAE T IEMN B R & A A, N ANE
5 [ B[] 22 /N — /MR A0 TR R S I T), 00 A LA A
BRUES, AW Z BRI A G AR 2
AR L) AR 028, € PET I S BB () it
SAES, FURBPRARM AL L R4 E PET
IR (5 5P,

H1F PET ) R B RURE it v, UTL44F PET
KOGzl N T 2 s R s Pl, Yamasakia
2602044 2n 5K P-gp Al BCRP [ Caco-2 4H it 5 A/
AW, PET 45 o8 P-gp Fl Caco-2 MIILIHEY
[''CIGF120918 [{#EH 5 4% (A AT EL 2 PR AK. 44h
T ARBRCH GF120918 ), ['CIGF120918 ft#5 H f #%
TF o AIMIESE T PET J7 V520 5T GF120918 £ 8
il g 25 P-gp A1 BCRP #4324 311 R4F T H .
227 REBHEURBREBERAEEAR GEANERZ
FHPUR S PUrs F 856 0 R B, T8 fh 2% s
AR FRIC B 1 Sk €0 751 S0 00 ff o LR 0 T P T e s
A, HXFILHAT A 8Pk K E L. A7 s
W P 2% D51 5 9O bR B AR 85 4 1 R ATF 9T 538 ik
TEAN ML N oA o Eh T 9% 6 38 BT R IR 98 6 T HE 5%
P N AL, AT AT RIS AR AT Al e A . H RTIX
Phork g ) N T AR ST . Glaeser
AL 4 g3 20 AL SZBGE S T OATP1A2 K MDR1 i
PAHE /N R IR 25 B8 TN AT K R R IA
2.2.8 ATP EMETFIEE i ATP B Ik 0k 7 vk
AT LA 38 25405 A A 2 IRl T Be I AH AR 7F ATP
IKAR RSN R, P-gp #eia VR A5 2900 40 i Py HE
T T R R LA YR P-gp I s H
o TN 70— M T S B A S s D A 11 38
1 P-gp /SISO, MEE ATP H%18 I B ¥ 35 A
1k, BPAT %A 5 B P-gp #HIThBE

H X RIE L 7 200 SRR I I P-gp (%%
18 H5HAS ], ARER AL AR 258 AR DG .
[ P-gp 5 JEA BRAM I 370 -2 8] (1 4 FH A7 A6 22 Bl L],
HIIAED S P-gp 1EHI T REA AL ATP By fA) 30 1 o
T LA — AN SN T P-gp JECA) B85 1 97
izt[34]o
3 4iE

FUIRSE 25 b R T s g e 2 —, Tk
TS AL Bh TR A3 25 A i R i 8 73 2%
WRSCATL A S A 28RS A7 o 5 o W D TR 38 5545 IR o
VEH K # T F0F 70 8 5 18 R 1 B AR S LA e i 3k
ITT R4 (R2), BIE—H T RZUU 0T IR o
MBI RK, S EZ . B FEARNTT rvk
Py i) e, 38 I s AR IR A AR L X
AT EEETT R, BRI RV $25
H AR 2590 (0 AR FH BE JT7 8, ke DR & B8 FH 24 42
PETE AL (B S AHE «
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