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Research progress on in vivo pharmacokinetics of triptolide and celastrol
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Abstract: Tripterygii Wilpordii Radix Folium seu Flos (the roots of Tripterygium wilfordii) used for the treatment of rheumatoid arthritis,
systemic lupus erythematosus, chronic kidney disease, and other autoimmune diseases in clinic has the significant efficacy. Triptolide
and celastrol are the most important active constituents in Tripterygii Wilpordii Radix Folium seu Flos. A comprehensive analysis was
conducted after searching literatures about in vivo pharmacokinetics of triptolide and celastrol in Tripterygii Wilpordii Radix Folium seu
Flos, which includes the advances in the study on pharmacokinetic parameters, absorption distribution characteristics, metabolites,

metabolic features, etc, in order to provide a reference for further pharmacological research on Tripterygii Wilpordii Radix Folium seu

Flos.
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0.021. 0.026 h®. &2\ H £ AEMENE SD KR AN
PO A, Tz AREIRRETERR . BAEFRTEKR
B2 =R E R & — = A8, 2 SD KR iv
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KR iv BEABLER (1 mgke) JaEEZE)
BHUN Crax (0481011 pg/mL, i (5.0£0.0) min,
AUCy, (23.454+1.01) pgmi/mL™). K ig 77
BEABOE (110, 73. 48 mg/ke) Ja, 43¢
SROLE 1~304,

#z1 AXRig ELELE (110 mg/kg) HANFEH n=5)

Table 1 Pharmacokinetic parameters in rats after ig administration of celastrol (110 mg/kg) (n =5)

HENESH THEE

P Tl

Conan/(g'mL ™) 2.6195+0.189 3
AUC,/(h-pg-mL ™) 133.226 4+ 14.284 4
AUC,o/(h-pg'mL™") 141.637 4+12.204 4

tip/h 16.307 0+£4.918 7
MRT/h 60.906 31+3.096 0
Clearance/(mL-h-kg™") 770.872 2+61.666 8

Vd/(mL-kg ") 47 080.68 %5 883.87

3.38424+1.744 4 3.001 8540.966 90
144.549 4+48.179 3 138.8879+31.2319
154.951 6+50.118 2 148.294 5+31.161 3

17.2143+2.423 6 16.760 65+3.671 20
59.859 7+5.3124 60.383 014.204 2
767.938 41+239.136 5 769.405 3+150.401 7
46 928.22+18 459.24 47 004.45+12 171.56

£R2 KRig EAELE (73 mg/keg) HHHFESH (n=5)

Table 2 Pharmacokinetic parameters in rats after ig administration of celastrol (73 mg/kg) (n =5)

GiEE B

HEPE

HETE

RIS

Cmax/(“g'mLil)
AUC,/(h-pg'mL ™)
AUC,o/(h-pg'mL™")
tip/h

MRT/h

Clearance/(mL-h-kgfl)

Vd/(mL-kg ")

1.12374+0.242 7
53.68941+12.673 4
59.0173415.230 1
24.897 1+6.018 1
61.439 4+8.3053

1283.452 6+342.516 6
77 937.46+19 486.01

1.814 61+0.598 2
67.546 81+27.661 9
78.674 11+26.174 9
20.138 6+10.534 8
56.928 7+2.930 4

994.448 3+281.238 3
56 995.45+18 071.41

1.469 24+0.420 3
60.618 11+20.167 7
68.845 71+20.702 5
22.517948.276 5
59.184 1£5.6179

1138.950 5+£311.8775

67 466.461+18 778.71
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3 KRig EABELE 48 mg/kg) HHFBH (n=5)
Table 3 Pharmacokinetic parameters in rats after ig administration of celastrol (48 mg/kg) (n =5)

BN F B e

WEPE P ¥1E

Cinax/(ng'mL ") 0.7804+0.303 6

AUC,,/(h-ug-mL™) 45.9652+13.776 0
AUC,/(h-ug-mL™) 57.763 7+16.144 7
tip/h 45224 3+21.995 3

MRT/h 82.1855+17.807 7
Clearance/(mL-h-kg ") 729.397 61+201.004 8
Vd/(mL-kg™") 59 114.94+17 157.77

0.912140.2319 0.846 31+0.267 8
45174 4+7.1275 45569 81+10.451 8
54.691 1+6.826 8 56.2274+11.4858
38.367 31+8.6453 41.795 8415320 3
72.298 11+8.941 8 77.241 8+13.374 8

888.251 01182900 808.824 3+159.647 4
64 724.84115 386.78 61919.894+16272.28
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i [ i 2 o T WA B R RIS, 37N AT REAZAE
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AR R LS NI EAE A RIS (] 5545 T Caco-2
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N T I 240 M 1) i 3B A L) g el
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ANFRLLER 1000 pg/kg M ig B AR (A4 T 534 png/kg
TEABAZR), TN A Bl 2 5 A BRLL 2 1 2%
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VG L B A T P B, S AR L EE N 17.06% 5.3
RN 94.19%. teAh, FEMERIZER b, AL RE
A R SR AT PO S B A K BRI
2.3 RIGHHIE

H[FEIN S TR ig FRAFER (0.6 mg/kg) 5
TABA R (6 mgkg) IREWG, WG
IR B VA K SRS « JR 5 38 R AR = . X
TR BRI P R IR B 254, A8 JRAE AR 21 8 A
FRLLERI | ARE=4, HED 9t S MRS IR 45 54
FE 2P R BIRR R4S At

TR, KR ig BAMLAERE, 1EIREK
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AN, HE—BIIET 2 A TAARE =R 2 A
1A= P i A7 24,

Ak, BERER BR 230 ig 55 (110 mg/kg) H (73
mg/kg). & (48 mg/kg) FIEME AL R, &4
THEER I R I, g i E TR AR R R MEME R B2
[] AUC\ Cpax~ CL+ 15~ MRT F1 Vd ¥ E ZEME
Z (P>0.05); ig F7E T A ML o MEME R B
Z I8 AUC+ Cmax~ CL+ t1o~ MRT F1 Vd #5653
PZER (P<0.05): ig K& T A ML R o M
K AUC. Crax~ 112 M Vd ) T0 B ZENEZE 7
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