+i%ﬂ#&1%rﬁsﬁ;2u):m—m

[1C] ntrEER7E B R B IR IA,

WLy Kl EThHy FHE ORLZE kBE
R A G708 BRI, %)

BE ATBAKR. DR E A A R
po [MCIMEEERR ARG E AR, WA ARS
R, HEKRT. RAETRES. in WA b
PR po Mo ne REy /N AG IR AN H)THE HGIE 3 /D
B2, ME RS PR A IR FE Bk AR v f po JF 12h A
FECH REM OO 2 B B4 200 Y 28 %A1 6% 96 b
TR HEH TS S 2 B0 66% 51 85% , 344 B9 27%
4%,

XK@ [HCILER: R
FHEES Bestiss B MRS

nk W (praziquancel) ZESNE A%
MAHEFEHRZEY, BRNRTGET BARmBRREY
SRR E MR &, ERF T, rR
ML, NG RERR. B, BT
T iv f1 po AW NEREHE Y, KA W
Fe[ M CInE s FR 3T % 4 B A W s /N TR, Fn 1E
HEANRANEENED, ERARKRLETZS
8 ML BERE (v, po, iIm) ER PRI, 45 F0
HE SR 25, IREEREK S,

s iRl L H

K nEE

— HE [(MCIMEREH R TS

A,

R MM

“WCFRCEVR B E = CO |k, fRig%s

Syt

(LHBETEREFR, T8
(BRI TLRT, 50

) 1 b 8 # K 8.18 uCi/mg (0.98 mGi/
mmol), HstfLash B K T 90%. HFE L
PEG-400 Eepcia ik sk 8 CMCEC R &, X
B iv #1210 mg/kg, KR po K& im, /MR
o 3 &i’jjj 20 mg/kg,

oW
ey

-

S
CHC IR FR 1Y 2 45 M

=. @i KR, R, BEH140-

295 g, /NERIRE D 20-27 g, B/ NRER R

B m % h B#) 30+2 %4, A 30—40d {it

ARSER

po BHMELLHIZE £ 16—20h, LI
I T i 35 9 A A K

= XBRAE

X AT Mk FEZREE T3S,
MRS TELNGERE B SR E
37 cm, REELEILBPNSEA [HC] ihm

1980 £ 8 A13EH &

1980 47 3 A 17 H#H
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M PEG-400 K &00 1 1(H & A 0.18 me) , 3
BEABITT. S5 H B4 F % 80 min,
1h fl 4 h J3E, f641 2 Bl B S5 3LIRAL 2 1
55 ST 4ml BEEKHERES). R IRER
LG RE, 330 KA A LA B

L BT R b S 2L B0 TR M 32 4 1009, THELEL
B & A BB %, AR AT LR B R
VESFS4RE R,

2. 5% KBS HBEERES B A
RHAZE S 5, S 4 B, S BE IR L AR 3T,
TG RS, SR KEL LR
KB HmE s, &FRE 100 mg,IREC0. 1 ml
&L, A RVET INFRA,

B KIER /N R % Jpo J§ 5min—24h
M2, FRELEBESS B0 mg,

LB, KL K iv F po [ A A B
J912h, 2 A REBRLW 4K, RE—KED
JG 24 h Ab3E, BETRES, WERNEY. &
KB LFRF T HIRE L, ,

EERSHHRAD, SHERMAL R
- e, L DAR {f (differential absorption
ratio, ' IR 4 IR M 3) ) 3K 2 7R

DAR = VERE 9 BUSTE /B 28 5
BEHA LR/ AE

UBAET R EERERA S | ¥ 4T b
5, ‘

3. dkw HWREREMRSER, B Bt
‘YK, GE2R, BH2%E, SBRKERAD
J& 96 h IR, 2, JHEREER, FREL60 mg B
599 12 AR 0.1 ml FRR T IR th %)
R A,

BT HARR Sip3HHE
(0.8 g/k)MME IS, HIBREEESINR,
iv Ml po JE 4Bl B h BB, k& 12h,
ISR AR, 4B BGRE W,

4. BRAEAAHENE BN K E
MmN 86% F B 0.4ml, 30 % H,0, 0.4 ml
KRR 1, 7£ 761 6°C/KEEH inEk 46 min,
AHE, MA4ml Z-FZ B % 6ml0.5%

PPO ZHRIURH, B4, HEEBE -
858 KIS UK AR AL G, oA BRI B e 7
HRALE,

&= R

—. BBERK SL0T. NpHEE
30 min JE R W4 F 10% , 68% %1 62%; 1h
SBIh 20%, 87% F186%; 4h 4Rk 46%,
90% 7% 92%. KR po [HCIMEME, =
S W R R .

= [“CIHERMERBEPNAE

1. X REAKSF .

1) iv, R iv["“CIit s fR PEG-400 &

- ERSERNBEELSHRREL,

K B4 okAn § ok iv [MClae
E B S (4 R
% DAR F 34 {#)

£ 1

15miny Lh | 4h | 8h | 24h | 24h*
M | 0.49 §0.36{0.09 0.04) 0.03] 0.05
L 10.55]0.35) 0.08 ) 0.02<0.01 0.01
J# 1 0.4310.30 | 0.07 | 0.03] 0.02] 0.02
i 0.61{0.41|0.10 | 0.04] 0.03 0.02
BT 1 1.87] 1.20 | 0.42 | 0,18/ 0.03 0.10
B 10.39)0.3010.07| 0.02 0.0 0.03
AN o10.6170.32]0.07 1 0.03) 0.0 0.36 -
<M 10.3210.25!0.10{ 0.15 0.07 0.04
B 11.291.05]0.32( 0.12] 0.02 0.05
BERE | 0.44 1 0.46 10,26 0.17] 0.03
23 10.27]0.21] 0.07 | 0.01]<0.01
RS | 0.62 ] 0.4210.10 ] 0.04) 0.01
FE | 0.41]0.26 | 0.07 ] 0.01<0.01
B& 10.600.4110.11 | 0.04f 0.01
Fh [ 0.18 | 0.05 | 0.01 [<0,01/<0.01
/B 1 0.19 1 0.05 ] 0.01 ;<C0.01]<0.01

¥ REREGHA

ivia, &MERSPNAREHEY L 16 min Jy
BiE, VURMEAT TR, & BRI A
e, BRRE., KBEAYWESh RiME,
RS SRR AR, 4hEEREESma
A Z BT RRER R, AR &
INE R RS R B iR

2) po. KK po ("Gl i PEG-400#%
B K CMC RERE %Wf%%ﬂ’\])ﬁ(%ﬂ‘ﬁﬁﬂﬁﬂ%
2, '



£ 2 X B # ok Fe %ok po [HCT=t
G A A (4 5
o DAR F3544)

0.5h/1h | 4h~]811 24 h T 24 h*|24 hxx
A [0.2910.200 0.09) 0.02] 0.01<C0.01 0.02
L 10.210.25 0.08 0.02/<70.011<0.01]<C0.01
i |0.200.220 0.07| 0.02<20.01<C0.01 0.01
B [0.22(0.35° 0.16/ 0.08 0.01/<0.01 0.01
AT (0.87]1.010 0.35 0.14] 0.020 0.03] 0.05
H(3.25/1.95 0.42 0.11 0.04] 0.17 "0.02
/NB (1.04/0.58 0,15 0.05(<C0.01<0.01 0.04
ki (0,210.40° 0.17 0.15 0.02‘ 0.05 0.02
5 10.55/0.69) 0.28/ 0.09] 0.02 0.04] 0.04
BERE (0.19(0.220 0.171 0,10 0.02 0.02
241, 10.0200.09) 0.04] 0.02/<C0.01 <0.01
R (0.2410.22 0.10] 0.02/<C0.01] 0.01
TE (0,150,220 0.091 0.02<<0.0% 0.01
B [0.2400.36  0.08 0.02/<0.01 0.01
Fehisi 0.01]0.03j<C0.01<0,01}<0.01, <0.01
/N 10.0210.03<C0.011<<0.01/<<0.01 <0.01

X OREIREHCLED N
FE JyE po [UCTHYEFR CMC R 2 WA

A 3 X R im[“Clat k5 )5 09 5 5+

M AT (4 R DARE354E)
0.5h |-1h : 4h 8 h 24 h
m#& | 0.11:0.17} 0,19 0.07 0.01
O 1 0.13]0.20] 0.20 0.06 | <0.01
i 0.11 1 0.16 | 0.18 0.08 | <0.01
Hii 0.24 ‘ 0.27 ] 0.24 0.07 | <0.01
e 0.46 | 0.59 | 0.61 0.29 0.03
(5 0.27  0.38 ] 0.53 0.18 0.02
A1 001200015 0.24 0.08 | <0.01
w7 0.07 1 0.13 | 0.17 0.08 0.17
Gl 0.16 1 0.18 ¢ 0.16 0.06 | <C0.01
BERE 10.15:0.26 ] 0.27 0.07 0.03
27, | 0.050.08| 0.09 0.04 | <0.01
BRE 1 0.1010.20] 0.26 0.07 0.01
FTE 10.08/0.15¢ 0.20 0.06 | <C0.01
52 0.14 [ 0.22 1 0.24 0.07 | <0.01
K 0.04 1 0.06 0.03 | <0.01| <C0.01
/NG 1 0.04 1 0.06 1 0.03 | <C0.01( <0.01

254 po J5 , i HR 9 S 44 75 30 min B 5
E, oD, BF M ORRESEEENE1h Y
B, & NEAS bR S A T B K B By B,
B& WA AR RS, Bk, R
FATE po f5 24 h 7E & BE3S B RO ST 1 3E A —
&,

8) im, K im [MCIlkEsER PEG-400i%
WIS & SRR S BRI E S,

AT5IE 1—4h B PESS NEYRET H T
i, ZERREMEIN, BHLIFRNERS, HK

WP RN K (DARY

53
B, B sh, BELEEES, im0 SIS
WA po 45205 2 — 3 %, Wik im b &
il PRI B2 L po ., 4425 JE 24 b,

JAm RS N B R &,

0.005,

00581 2

- E 1

o sP oM S R H K (DAR)

D BB, MEIMSWE W, iv
PO HU LTI 24 h W ZERF AT thEd B4t tEEs
KA TSI AR IS, BN P
B We 2040 0 B K 2 S5 TR TR T,

2. ANRKABIT  RESENNR
WAL RERLE 1 —4 .

HIPE 1—4 WL, e 55 E % /MR po [MC3
WEEARE, BRI, LU b O
E KR, &I KB M7 80 min ik
B, bk SURAT IR 0.5 b,

8 24

M f (h)

R /NG po [14C TobEE B HCS e 7248 SR B A0 7

8

051 2 -
® ® (h)

Bl 2 REUNEL po CHCT RS
BB e B Bl o A
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’mﬂ!*MﬁU}HW-—? (DAR)

0051 2 4 8 16
Bt @ (h)
A 3 IEE/NR po [MCIMLE: RS ST HELE
AR A

A st My SR (DAR)

x x
he o
0.01 b \\\\\

0.005
1t ik
®

005 2 4 3 5
gt @ (h) :
B 1 IEFH/ANE po [MCImt v FRS Bst
HEEBETNS

B 5 IEH/NR 2 A6 2 5 R R 41725

Yoo Bl b B A DN 2 ange 255 80 min R g
ZHin g DAR{E% 0.22, THER4 5 0.43;

fEfFH, B4 DAR H 0.60, EHAN

1.21, 55, BRPFARRERERLIEFHR,
In7E 16 h @A i DAR {550.02, IE%

#H75<0.01; XMIFHELL4 0.08, EHH
Wiy 0.08; RIHAEEHREAHE .04, EF
4L 0.02, HIZA 255 16 h, j qs 44 Bl i 28
IR R AR B R R A D TR A — 1,

=, HEtt

1. e dEw, KA iv[MCIW M5
1 hpy, B+ R HES B S B RR 8%,
fMpofE1h{Xkh0.4%, 6h ", ivih 2%,
po {4 8%, 12h N, ivJy28%, T pofX .
F16%., W 12h FEROBEN, FEHE RS
e HEH,

9. &. EHew, ivfipo G R, 3 H
LR ERIES .,

100t

S0} ///;Eﬁﬁ&

HEHREH X

0812 24 48 72 96
wp ) ()

B 5 Kl iv I pol™CIuh 7 WS st
HERG R FHR (HEA 2R %)

iv 1 po W, ZAHLURANE, ivig 96 h

KR 66% , SHEM A 7%, R Ak

#598%, po f5 96 h IR HEMETs 66% , kMt
H14%, RESMMATI%,
# #®

HRABKR iv [ WS i B
R, HES AWM. afad 1h, Big
H7.8h, iv, im = po, FRIT L YRS R
HRESS R S AT HUR RS, ik 8 —
418, BESE, BE K 2, BIYE T ik
Bk, CA755 %S R RS 4 BRI Y T B
SHETAT T, EVIBEREA—RK, iv. im
Fpo 5 24 h, BIFEII AT HEE X IIRE. £
KA HERHRS, [HCIMrEmREER RN,



W RERIE R B S, HA T B
ERUNS, XBERS Steiner SHHE & —
im (4Gt E] PEG-400 i35 4 &8 h,
& HERS R AR R O VR R po Rl FRI
2—3 1%, HMIEBLERITER imGEHFIAH
B H656+(SD)16%, po [MCIlutERE PEG-400
B EHPBE N 8115%,; po [MC] g g
i CMC jBE iy 47+9%, Fr Ul impy &%
FIBEET po, SCHAIRE, PRIK im b 8K
po YA E— 5, po KL KA WE ST 1 ug/
ml B {ULTFIRL)E Lh, 10 im w0 W] 45 48

3h'”, %K% po kb im FlEK 6 (5K,
KA HIREVR po Joig, B B KK I 3 257K
E-m AR TER®, XS5ALRSERER.
X &2 im# po A H— PN EEFKHA,

G H AR R % B /R po J5 B min H)
BB B RKR AT 8, S mp sk ik
S, WA KNS smin BARBE WIS

MW, XV BB R R A R R 8L
&, tﬁ‘Iﬁmﬂ’mm%im@Eﬂ E(&E@Bﬁc
FHR®,
LR,
W, HEMEE,
MR, RN, K.

e e of. W o9 0 /N B X 45 Y
‘po J&, 7E 30 min I
B PR U PR

LR

1mmm'

B3
eI O B ¢ A 4 1 R 0 ) /0
REOH LIS /NRKR, B LDy, 43,7+
0.3¢/kg,JEEH4.4+0.3g/kg, X HEHT
BB YRR RO RE T TR, iR TE
HHWE S I FLE A RR K A X,
AR PR B R . 28 Ak R
BB, SR EIY S RS T 4,
IR 7 i 5 5 o e R 34 5 e

Bl hoh R L IS SR
i
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ABSORPTION, DISTRIBUTION AND EXCRETION OF ([14C]

PRAZIQUANTEL IN ANIMALS

_ SHAO He-sheng, PAN Shang-ren, JING Xi-nan, XU Nan-xing, YING Lan-qin, ZHU Hai-

yan (Jiangsu Institute of Nuclear Medicine, Wuxi)

QIAN Xie-ming (Jiangsu Antischistosomiasis

Instutute, Wuxi) YAN Han-ying, YAO Quan-sheng (Nanjing Institute of Materia Medica, Nanjing)

ABSTRACT The absorption, disiribution
and excretion of ["*C] praziquantel in rats,
mice and mice infected with Schistosoma
japonicum were reported.
-~ at the carbonyl group of the piperazinone

HC was labelled

ring. . _

After iv in rats, the {y,, and {,j,5 were
1 and 7.5 h,respeciively. After a po dosage
the radioactivity in the blood reached its
peak at 1 h.
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At 4 h after po,46% of the radioactivi-
ty was absorbed in the stomach, 90% in the
jejunum and 92% in the ileum.

After po, im or iv, ‘the radioactivity
was highest in the liver, then kidneys and
lungs.

The radioactivities excreted in the bile

within 12 h after iv and po were 28% and
89, respectively. The radioactivities in the
urine within 96 h were 63% and 65%, re-
spectively.

At 24 h afier a single dosage the ra-

dioactivities in the organs approached

pd pd X

their background levels. The radioactivi-
ties in the liver and kidneys were slightly
increased after multiple dosages.

The bioavailability of the drug was
higher after im than after po.

The rates of absorption and excretion
of the drug were slower and the peak va-
lues lower in the mice infected with S. jo—
ponicum than in the healithy mice.

KEY WORDS ["C] praziquan'tel; absorp-
tion; distribution; excretion; bioavaila-
bility; radioactivity; Schistosoma japonicum
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