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1. — %A T & AT PR AR AR B 7 FURY 7325, P At fl B v
4y BT ORI AHEED R, R, UREeHSE LT HEmA, B
RAZEETIZR: BERRS . FERRHRESYREMSNSHEA %L
A B NS — A2 mE 3 T-45, 53BN PR B0k 53& T D IR B 7] -4
HYRMA TP AHTFRETRPBHEKESES: BIBEYUER;: &
HIEH A R TRAE T AL EAE, ERAFZRBEI,

HA PR RE B FIEE 0.5-80%FERMIEHERS, 10-90%EE
g, F5-S0%EBNTAENED R, ETARNSER;

R4y ik B R ICH, ZEBEEER, WHAME, WEBERW,
W35, REFELEAR, JEITUIT, REEIFRMEET B R HEH
75, LETRET, R8T, FEBRTHRERABTHHERRY; &1
TR, BUEHST, 4Ehik, RHE%F], HMERMEN, EZHE/R, &
YRR, TR H A B 2SR RO B 2 3 BRI, BT PR sk
WA, 49BE, WHENEETNAERES; EERE, R, B
AR, HEEPERRER, AR EE, MayT, WTEEE, SRE, UK
FEREFIAUT Wi T PR 25, ik B BT PaRE, REASERE, IRDKE, =H
T Ok BRES A b2y & BB LR R AR LRI B DI RE T YRYT
FRZER0Z54); % B VLK i AR L i E VR 9T kR 2 AN E R
259, PIRERAY): PLARKRAY); PIRERRAY): RERNIBITH; &
Zog); defbdy; PrBRmLA); VLA MACERTR: mARRA: Sk
W2y BURTTIRERKHENAY;

IR AT FHEE Y ok B R AR, ik, BEE, 2R, #ER, 2
B, AEHEER, SFHER, RHEBEEY;

Pk a2 NI, HER, LB, KWERE, e, WER, K,
BLp¥, rebulose, Z RIS, paratinose, BLENINIREY .

2. 00BCRIEESR 1 Frid it 7, B iR 22 LT R RO IRk B 44
&7, REEER, B8, BER, @EANLLREEY.

3R SR 2 BTk 5 v, Forp B UL AKORS & 51)i% B 2R 2 At ng L
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AR MR R IR BRI L RY), RN EA YR, RAEFELTER,
PR, BB, HIER, MBS, R, TR, KoBEs, e
TIHIREY) .

4 INBRNER 2 Fridirvk, HPriREEEAAREA LKL
PR R BRENEYM; BELHEVKLRBEREVRE: REALK-R
SRH B SEERY; BALREE RS + e EmmRe; BEIRER
9.

5. WRCRIE K 2 Frd v, HP iR 2 BP0 FEE 1,
000 % 20, 000 Z.[d].

6.0NRRIE SR 1 Frik vk, HPriiREYWEaHE 1-70%EB/E
PR N 5-40%E & K AT FH YR .

7. WALRIESR 1 BRI, PR LT AR A S E R
W, HiEHE st T T 1R CASR R kL.

8ATARIEE SR 1 BTk %, HP BTz el RS A&/ R
R AR THSRLESY, BEHs 5HER. THEH
BEDRITHRE TS,

o MALFIESRK 8 Friki i, HAPFTHAMEERS SHER. TIY
REBAYHERILTEE N 1: 0.1 £1: 10,

10.MBCRIESR 1 FkmI5i, HAP Rk T B E 5% U IRE M
$il o

1L AACRIESR 1 Frd i, Hrp BTl 2e % Lol R ANl &8
&3, REEENRLEESY, BEAEHER. KREEEHREREY
—FE AT B T 45 LUK AR FURE

12 0BCRIE SR 11 FrRi e, PR SHAR. RmEk
HREBEYHERLTEEA 1: 001 £1: 0.5

13. WAURIESR 1 Bk vE, B TP RETLE 40-60°CHIE
FETu B A BEATH .

14.—Findd tn AR Sk 1-13 FPATfal— /N il i 7 5 o) % 1) AT R
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] X I A AR  7R) B S 4 05 vk

BRI
AR AW B O AR 50 RE T A R 1 A R RO R R R I DT
X F  FITE O b A B 0R 0 T BE AN AR v B A A

BREAR

HAFORSHMHFAEERF A KE. BRMEBEHELX. BT
FEAEFIFTFEA —SKERTE, TUNTZEAN, 2)LSERE FER
RAKU, BEEMFABESR . REBREEHE LA Bl
—iegh S, FlAG#HE, TEASGEHEE, FEHTEFENRET
AIaEM A . B, 1350 &K —Frae o g s e A7), X8 Al
MR HIYER T 5 T B

MAECEE TEF T AP 8 TR 1 A R T 152 i 2% B AT iz
R A7 (US 5, 631, 023 F1US 5, 976, 577), 4l Pepcid® RPD
(VEEE T4, Merck) 1 Zofran® zydis (B £+ 74 FEHI 7], Glaxo
wellcome), Claritin® RediTabs (5 € H57, Schering). {HiXL fr 7
WE—ANHLR PSS, BT EX L6 & R & K 2 s It
SEITUER BN AT, AFETER, KBETR~EHB MR,
Bt LR S b 77 2 ) 2% BIX 48 7 750 7= 2R AR

B T URT181ESN, Yamanouch HIZ5HRAFIE WO 99/47126 H 722
T —MRE R R, X R AR —FKE N ERERE
PIWEAKEE R G EE R IRE, IBIEGRHTH &M . WO 93/12769 2
JF7—Fud g S AEMRS . B REBR —EH A SR AS,
£ 30°CEZ 4 T B £ GRS IO AT T 15 1 07 V1 25 B A T T o
IR 7. {BRIZLEFIEMNRL, FEMREBAAEE.

Cima Labs W& T —# Orasolv #i K, XFEARACLEEFSH
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5, 173, 878 F1 6, 024, 981 FHEEEHMFHAFF. XFEARPWHT
RV E & R, A B X A 7 %8 & B9 @ Zoming® Rapimelt
(zolmitriptan #5, Astrazeneca) SN&F RMLALFM. XM A FIEH—
g, (BXF A RI7E QYA TE, FRETEDRE EE™
A AETAE N ASET AR

US 3, 885, 026 AFF T —Filiid i 5 74 5 AR 48 & M Ak
FERZIR AR, FTRMNEREHEE S HIE, JRE, RRESE,
EMA TR B R IRSPEI A R e 28 Rk R
MBI A BERFAITRENEREFELA TR BAFEER
AR o

US 4, 139, 943 HAFT—FM B F, X0 R E L [ f 7]
4y FR NN —FhEEE R 7E-30—25 C Z [l W AR, BB AWM HEIZE
PR B B [ B DA T AR Bk B, KR KR S IR 7L R R
PRIE R TR, (BRI & R R K.

KUIHE

BRlt, A<k B E 2 B8R 4 — b oo B ) 2% 7T 3RO A 7 I R R0
ik, EMITESTER.

AR T b —A B BRI — Pk A BT I 89 77 74 11 2 B AT 00 A
Pl

TEAARBE B —, ARPRBET — bl & nl B i Ag 1 A7)
77k, EXMTEEELTHR: EtRs, THT ORI ENS
YR K25 % LR — SR mANR S, KREWHINA T, BEANA
FIFRER T FTHE, BEERTIZREZL.

B ] 3 B

AR B bR B R RV AE @ T A R B AR St 5 s T A B
Mg A — B THESREEMAE, ERERT:

1A 2 1D KA KK FFIFT Zofran® zydis 77 A 7E pH1.2, 4.0,
6.8 HI7KVE AR AN K 1) RSB TR R £
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RERTVEAR

A B T — b P T AT o AR A, R R L aE
PERAY B, BT ORRMATIHER. DA 2% BRI, Friddsis
AFEFHREE, BYEMERAY. PRSE R &Yl 5 2527 T A
ST T, RIS 5 R S50& T I AR AT AR JBURT ) AN T
TR R R AMRS: BHREVIES: BRI R TR
FHE, HE S FANME 2T, Hrh TR R AR 1-70% R ATEE R
10-00% T B LS, H 5-40% ERATAITHEMYIR, BT HAIWEER; Pikis
VRSN id BT EIUOHR, Z MRy, THA0M, AR, Nh&sy, RN
EELVAK, AEARPEYT, LSRR T RIRIOMHGEDRZS; 1B AT T, R
BT, ERETHRILE TR E 2, 1% AR, PISE, 4EReK,
AR, HRRRENT, WEEEIRK, FURIE/R, THRH AR ZEE R O B2,
YE ST, FTETEMASLIERE, 455, VIR R2, &
2T, B, BHRTIRIE, PR IR, G, JRRT, T I,
SR, AR T R 2Y, Uk A PR, RS, URXUKTE,
=T kRS 2 1% B AR LRI REET LRI B ShRERATZY; YaYTRH
YD, B VKRR L B AT T RS2 HENATIZEY); T
AT, FUANEZTY BRI, ARMERNEY TR ) YEfRar
Bk VLPIRARS; WA FORIRA PURBRZS: BaasTIaERRK
BT, FORTTFHEM Y TOE AR, B, TER, oK, AR %
W, AT, BN, RIDESY. FrRBZORILE, HERR, LA, K
WIS, SRERHE, WATHE, BEWE, THE, rcbulose, FIFWMINE, paratinose, BUE
NIHREW)

s A BT S FUBT TR HIRA EARIR TRy, AT AR AR L
R RN, Ak, KR AF, RIEEMER, BT, BUEH
AT '

(1) EHERG

A TA A WA B30 P S M R S 1T RS 2 2 RS, B i
REVAARAZY), f5ian.

® BIEE, (RN AR, MREUCAR, ZEREER, THRE R
EyREY, BERVSESE, SRELICEUAk, ARANEIT, SRELIESAISEEE T R

@ FrEEEg, KT, BEET, FRETHEHET:

©) OGRS 3Ky, IREEEMSE, FOZEHOT, 4Ehik, RAEE
F, hEATEER, ESER/R, SURTR, THRRHRARERA;

@ PR, WK EGIIE A, ST, 48R,
DUPRZE A




01801441. 0 oW P E4/120

® FARZZAESF 2y, anachl, EShE, BEERTIAFLA,  ERER FELRR IR,
AEEE, BANT, VTR, EURR, WSRO T

® b2y E ThREE 2, WP, FEEER, WRDKE, =
T ISR FRES (trimebutine maleate), e HAIFIZEfEEr LA

@ YRITRHESINZNY), tREPEMT—SUL B MR, AFE sildenafil,
PR HKE IR, A

® Hog — g AR VAT R S B 25 in £ K i1 5 8 (zolmitriptan) A1)
LI (rizatriptan);  FRZNATZY; PLATEZZY); P2 E e ou
BRI, AN R RIETT R, B, dEfhdy, PURROGR; WLPIRATRIT) AR
EHAEER, PORIRRS; FURRZ; FNETIHAARRIZIAN selegiline.
FFEE AR AR ERN 05-80%EE, Uk 1-70%EE.,

(2) AR

A4 B B I P T FHE A R — R IR R4 TR BRI E FH B
SKRIA] FHEME S TE IR DA R — 22 AT F s ingn— &R S, iy
H), RN AR TR, TSR, WA R, TR L
FEAEZL N L. PR BB R AU FAHE D 55 T i

% TIER R, ST AT FHE Y BN % AE 40-60°C MR I TER N T,
Btk 40-50°C, BEALiE 42-48°C, VAR FFIrR B F ROREZS A SRE MR A
Mo, Wb, TR R RS, IR — o AT SRR 7T
i, L, B AT FHES R T SRR EANEA R AR IE .
TEFEErR, AT TR TR LA B T AT FHE A B T HE.

& T AR B B R R AT e o T A5, By AL
BT i, TR uIiER, 2%, WEERIEER, L ENI
BEY), TEIXE, ks

B R A FHE R B G SRR 5-50%E R, ik 10-40%EE.
(3) ¥k

AR AR TR, 3T B P RAT RO R . FTRIARIER
WEIC IR, HERE, (LAWE, ACHERE, SREERE, HWAHE TR B, rebulose,
SEIEPRIRS, paratinose, DL EATTHNRAY. PR LoZAIB)ThlsH
LI, XA DB AR mEAEE .

PR S-SR ERR 10-95%EE, ik 20-90%HE &,

4) KiEH .

FEAF AT ME S RISER B, DUE TSR, AR SR ERE
B 7 B, ZIEI RN 2R R ER SR Y, RN ER, R
FIELAT4ERE, BTRr(ame, 2CER, MIRR, e, B TiE, Ko
R4, ULR R A
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FTHAMERNESHAEMEERN 0.1-152EE, ik 1-10%2EE.
(5) KMEEER

AR BAE SRR EE R ZE SSRGS RTE ST
FIEIEREA 45 Z BB RAREREWAEY) AT Cremophor® (BASF);
BRE 2K LB G BRES I Tween® (ICD); BELE-BEABIRER
LBV Poloxamer® (BASF); Mi/K LA EZfE I BRER 4N Span® (ICD); +
THRERRY; BEALESY. THREOEENNESAEAYLER
1 02-5%E8, ik 03-3.0%E&.

(6) RS2

T2 EEAE A SR U T P R M 3R 2 4 ) R AR A A A B T B
fE. RiEFH5FEHR 1, 000-20, 000, ELESTFEHN 1, 500-10, 000
MRZZEB AR _ENRESAEYEEEN 1-152E £, L1 2-10%
BHE.

(7)) He

BRTHEZE, HEF, REEMAMERL g, ERKEPTHY
Hey% B A IAEBIE BAT], aSEER LGt tlld, 324
HIEBR RREAERE; R, WERRE, Fah, HER, &
JEW = SRRAMEEER; MR, WRAME, MHEE: BEN, WM
R YR, AR, W —FAuRE, KIER, ERESE, 848, —
kiR, RS, RERBERIEL; UEKHRBESY. FTHSFRMA
FESHEYMERERN 0.1-20%E 8, i 02-10%2F&.

TEIX e 43 b, S5 A 40 BORE BT DA A 8 55 e A3 BRI B 2K
AR R RIS AT AR SR R .

AL AV R4 B ORL T LU VE R B R TE S E R, B
122 A B TR AT TR AR R, T R A G
K, LEESKFRE. &M B R IE T LA — L, ks A,
AR ENREY . S, EMRaFEmAmLtes A 1: 01 & 1.
10, ik 1: 03 & 1: 3, fEFIGEARAXHGYIN, HEDTHTHPE
P RS FIORE B B2 P DABEAT T 0, DMEVEE R I EEAN LIRTEE A
YIEM R R A BARSE R, TSR AW, AA Y R
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DRB BV, FEAYH A RRER DI, FHik, XFEhiER
RHERH FEKPEREEBRE NG . SRS Bk e 58 &Y+
MA A HER YRR L B4 S .

A BRI T DR R AR AE A E R R (oK) rh, BB R
W HE B TR T TRMA R X SRR L EH —
ERMF, WkEER, TYIERENRBEY. Wi, YRR
MEELN 1: 001 £ 1: 0.5, & 1: 0.02F 1: 02. EHEXRKRBAA
AT, HEYFET AR AR Z T LUET R, MERENRE
ANLRVEE W . M7 AR &SRR RSN, FRPRE
f I PR A B YA AR R T BRI FLER T3 2 e E . hsh, HERBh A
AR, ROBEERSRLREYN, AXH&MAFINEERIRS, ¥#
B34 5 FUE O B e A A B [ 2 7o A [ i ) Al K

XFPEFERER PR L EFREA R REEHFSRILBEEY, HHE
RE5HEN.. FHEERSILRESY—RHITHE TR R B A, K
FTHARISEREREF., RABEHFSRELESYRERILTEEN 1: 001 F
1: 0.5.

W5 35 43 B L P W 4R 2 I 18 Y R b AT O IR A R AR ) R
K% Fa R IFLHITIR S, BAEYER, HHIB 8 R 40-60C,
Rk 40-50°C, FBRIE 42-48°CHEAT TR, BENATHIBA KA KA.

T B SE R S A R BE AT T 3 — P R, BAR R AHFEANUUR R
F i e S ) P YR L

W (mg/)
L DR i) 4
VLT IE 50
H &R 31
Tween®80 0.9
AN | 100
R 3000 7
T LI g e B 3.5
REIE 3
IR MR & 2

—H AR 1
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BEH
TR E SRR 6
BHERE, RIEMWREEER Tween80 BHELE/KF, FIEBEWHET
W5 55 TR I — M ERDR Y . HEENBREEAASRE, BEER
FBEYIER . ®IBRRFIE 45°CTIR 24 DRHEERBEAE, BEEH
FIh 5% B M EE ) & B4 Img B, BN a] H145 m s 5 f2 10 A 7).
ARIFEFRERBSEHTH - NMMAEE (AR lom) BER FH
HEAEBFFEMS (L g ARATED RFTMER, HPEER
B E A 0.5mm/&p, WA R FUBRER Br B 8 1 (BEERSRE) 410 130g.
B ERE Y 10 R TRAERHEEA 25pm FIRERRI & 1
(Erweka TA20) T #IE 4 3 8h Rt AT E B9, W3 F TR S 0.3%.
AR DR i R R R E s — R A A AR, ey
5 M VR 5 4 B R B I R R EAT I E 19 . AARIBIANMEE RN E S
K, MR AR AR BT 75 B IR B K O SR B TR B T B A R s, IR0 3 AN 8
YE vt B A B AR BT3B e . A8 5 A R R G 10 B

S5 2

Aoy & (mg/fH)
Ly5 Jii] 4

AT B 40

HE#EE 70

N i L 60

FLBE 20

R LA s T 6

tf R PR 1

ZE bR 1

KAWSERG 1 Frid i3 R A SR AR, REAS P
i AR Z AR e B R L BURL AT AT 3, B RO I A A ) 3 77
FrURIBERE SR 29 120g, 7E DR T BB AR (12920 15 #5.

10
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SEf 3

Ho ¥E (mg/H)
LS iit] - 4
Ve 7oy 40
Tween®80 2
HERE 70
ARBEEE 60
FLpE 20
TR I B B 9
hi g AR Bk 1
MR 1

KAWL 1 Prd g7 LR A w7, B3 A R
KR 7.
R B AR 40 o 300g, 7E F R I B g B TRIZ9 04 20 7

SEHEf5l 4

Ho HE (mg/h)
HEEET 20
H&lE 70
o 7e7 50
L Ze 70
KpERE 60
FLbH 20
R LAFMEN 5t 9
8 AR ER B 1
A 1

FFRmsEEm 1 iR mEs ERASHIR A7, REASHHH
& B2 2R 20 s e R FH R I R e, BIAS ] 2l Al AR RS A7
F RIS R EE 2T 4y 140g, 76 DB P OB RIS IR 2524 20 .
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St 5

Ao HE (mg/)
HEME 10

HERE 70

P ThT B 40

B EE 70

FLKE 70

T LI S B 14

R AR R B 1
SRR 1

KAWL 1 TR ES ERASEIR AR, REASPHHE
& B FN 3R 24 He s e I SR F SR SRR T X, BIVAE AT 33 A R 1 77
R RESR 2k 250g, 78 DR B B fB I 8] 29 4 30 #b.

L] 6

Ao HE (mg/k)
Rizatriptan 5

VAT B 50

HE&EE 71.7
TR 50

FLPE 30

R LRI e B 12

hiB AR B B 1
“EAEE 1

KAMSEHE 1 iR 77ER LR A S SR, REASFHH
5 FERNZR AR He iR A BURL IR O 23X, BIS v id A A B 77
Fr FURIBRIRE SR L 29 0 250g, 7E Dl 1 i A i [|] €9 4 25 75

R e

SEHE ] 7
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PC020003

oy #HE (mg/H)
Zolmitriptan 5

AT 60

H&EEE 71.7
N 60

FL¥E 20

R ZIa g Jot 5
G823 1

—E AR 1

FHWMSERES 1 R LR A SIs A7, REASTRIH
TR AN IR AR ng e B SR A AL AU FE X, R4S RO A A B 7)o
R RIIBERESRL 9 80g, TE D i) BRI T 2958 5 7.

SLHE] 8

Hor HE (mg/H)
LR A 100

Ve oy B 100

H&EE 200

APERE 100

FLbE 50

TR LN s T 15

hi AR MR R 2
AR 3

FHWMSEE 1 e 7 ERAnSIsA 7, REHTFHIH
FRIFANZR LA e AR P AURL R0 R 2, B RO A AR B
F BRI SR BE T O 150g,  7E B R B A AR IS R] £ 0 20 20

Kt 9
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Aoy HE (mghk)
L SR it 8
AT 27
H & B 104.4
N 100
R Z.ZEF 3000 55
—F% 6000 4.0
N 55
R G S e B 4
HE e R B 1.2
—HAEE 0.65

KAIMSERE] 1 FrRe 7 LA nRIs A7, REKHS P M
RAAERBAEREET, Priow B T 5RE 77 %5 SCRURLH 57 172
2, B AT AR B 5

R FRIRRESREE LY 220g, 7 F i o B A A I TR1 29 0 25 b

L] 10

Hoy HE (mg/F)
LR il 8
R 6
VT I 29
HEEE 104.4
& L1 3000 9.5
EERE] 5.5
ATERIR ZAF Lt & e i 4
B e R Bk 1.2
—E M 0.65

m%@%%ﬂl%ﬁmﬁ&ﬁiﬁ@ﬁﬁ&ﬁ%,P AR
BTSRRI AR AE S0%RI R, B U m Z TR T 15
FARL IR AT, R4S AT i AR A A

14
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RIS 2909 220g, fE QS B AARRRTIRIZY 25 B .

St 11

KA mEE 1 FrRfriERIE LA, BEREBA SR
TR A T AN SR FH 6 SR 1 77 I TE =K

LI BIBERESRE LR 90g, MERERA 11%, 78 1o i g i R1 4
H 25 #b,

FASERER] 1 B9 J7 6018 89 370 B B R 8 B 5 1 FH bt SE e 451] 1 7 45 )
B A FIRRERERE, TRSSHEG 1 B 7EEIE R R 7 BERE B A 5 g
B TG T 1 0t St 051 %) 777 2 115 B 390 B0 e e 0 A BT 1)

MR SE a5 . v BE il

Fl Zofran® zydis (Glaxo wellcome) {EAXTHR, RABEER R RE
HZE R4 (KFDA) 7EREE 2 b RURI T, WEHSERE 9 B
TR R FIEEE, ER&AHWT:

MELE: ER WEKA DT80 (Erweka, &)

SRR WAL

i H: Inertsil ODS-2 (4.6X150mm; GL Science, HZA)

s ZFE: 0.02MKH,PO,=30: 70

-JiE: 1.0ml/min

2% UV278nm

1A ZE 1D B/ T A KK A FIF Zofran® zydis 73 5I7E pH 1.2,
4.0~ 6.8 FIKEBAKPEEINEBHIZ. WE 1A 2 1D PR, KK
R ) 7 5 V8 Xt B8 Zofran® zydis H¥ HEEAH—EL

BARA KRR ZS RIUE R SEi 7 ZT#Ha Mg, BEme R
A E AN B UL AR 2 S8R s e, (B EMIEA RS G AR 2
KB R 8 AR IR Rt AYa 1
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100
80
60
s 40 || | ®EMo  -pH1.2
= —O— Zofran® zydis - pH 1.2
20
°\° O O 1 1 1 -
0 15 30 45 60
&t & (min)
1A
100 —0- Oy}
80 t
60

—o— IiEklo - pH4.0

ml%“ 40 ~O— Zofran® zydis - pH 4.0
B 20
S
0 15 30 45 60
rFiE (min)

[ 1B
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120
100
80
60 —e— ikl -pH6.8
¥ 40 | —0— Zofran® zydis - pH 6.8
# 20
X 0 © ' ] 1 1 )
0 15 30 45 60
wE) (min)
1C
120
100
80
60
B 40 F —&— XTEI 9 - Water
HE 20 —O— Zofran® zydis - Water
o\c O | | 1 i | ]

0 20 40 60 80 100 120
FH1E (Min)

[# 1D
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