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AHHERBMNR MK/ CCI-779 #H—FEE CCI-779
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[ St /0 £ fi7 ]

BH3REL2Q (REFE)2-FERBIEBBE 42-F
(CCI-779) R—EBEHRERNBEHEFBRTIE®E -

CH,

CCI-779

CCI-779 EHRMHENMRESERECMREBEEE.E > AL
EEESERERXERBESR - CCI-779 ZEABHEHER Gl £ S
HMEE R-—EBHREAEREY  RE®RVHN > CCI-7T79EE T
M BEEHBREs AERMARCER  FREMEMAMME (CNS)
BAE - BHODK (THE) L8 HIBRERBEERERR
Hog ¥ CCL-7TTIRBBRE LAt EaWITHERNERENZ
Gl # -

—EHCCI-TTIIFARYWCTBRBRETNTRN KEBHRKED
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¥

NHEHETE AL TREME -
EREENAREEEZRE CCI-7T79 HEY - 2 H
US A B HE ¥ B N R OHR BE US-2004-0077677-A1 - It A
BFW Rk CCI-TT9 2 KBERNBRCHME 4 BEERLZ
KHEARBEERAEYWHNAN  BKBABRIHBHEERT
K -4 » CCI-779 RABHNEBLAIRBREN  REEMBHE 1
AP HEgNE HEMBRAILINER -
ERNULE HEL-—EBEURELEREYITNHANERLZ ‘
ERMBIAEETHARNBERSES -
[(ZFHAE]
MR =
ABEHREBERCCI-TIIBNEENR KRBT TIERAERTA
o ABHRERESEMMN/AL CCI-TIIZRBEREYAFAB
R AT ANEESEENEAMBRNESERXNAEESY > LI A
EHREAERORKRSRE  HERYBSERNETE & A A -
ABJBHEM ST EREEB TIHZRFMRHEAEER ’
% R
HHCHFMARHA
AFEHBEHEMA/AL CCI1-779 HARFHEER D RAEE
B ERIENREBETERENC AZFREMAERFHEALRHE
B MK f CCI-779 SR ¥ 2 T 4 I 8% 92 3k MR 4k CCI-779 Lk
R EFERERTENEYER BIMEE MK CCI-7T79
HABEER -—ERAEK 2HEEHEHN 4- Rt > AFHZME
R BERRENEYER -
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i 0 M AR T ERE R MM KRN &

CCI-779 > @l #1 kL Trost B W #& - e 0 50 JF M AL fb CCI-779 -

il

JEM kL CCI-779 ¥ B ik & U.S.E A 5,326,718 3% » H I
BhfE A 2 E B - EM A CCI-779 2 & # 2 # 4 & fF
B OUS B 6,277,983 8 0 ERIULHEASF IR - AT
ABEPEYLRZTHENRIEEEFEMM /A CCL-779 2 & - W L AT
itz Bk CCI-779 — R EFER K/INEH 0.2 X 30 #
* -~ % 0.5 F 25 ik ~ B# 0.5 F 20 MoK o

UE®BZRA (Malvern) S EABHCHEHRYMERSF
R ANBEBELSRIERY 3MK (p) ~ 50285 10p K
0% L N ENH 200 XM K L CCL-779 -« & — & 82 Bl
b UEBEZBREREZ MM/ CCI-779 B F 10%5 AL X /b
HEBSLVNHERY 2050288 5p K 90%2R P RBFER
I 16u -

S OE M MK fL CCI-779 LL 0.1% w/w & 50% w/w Z
BEERABHERY T DAZFTHXRRBRBEHEHRUIEERE
BE - BB AIKM A CCL-TIIMERERBZCEME L - A
Mmoo ki CCI-779 AR E —MEBBERA MM 0.1 £
50mg ~ ¥ 10 T 30mg-~ H#H 0.5 EH 2mg Z MK ik
CCI-779 - ¥ ABEARHE AWK I BT ERMAZIHBERERE >
Blin - ABEABCBEABR Y M CCI-7TTIHBEANR 0.1%
wiwZE 10% wiw> RE—BFHE F > B CCI-779 2 & HE
B 5% wiw £ 25% wiw>» UXABRBEMNBHEZEERE

B NRB—FEHE F - A CCl-779 AR 6% wiw £ 8%
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w/ws15% w/iw £ 40% w/w~5 20% w/w £ 30% w/w Z #i & -
UABEBEMNRECEER ER -

BT &BEMA CCLI-T1924 AFHZHEHBRYWAEH
BE TS CAMBR/ZEER - —fKME > LFHM
4w eELEENEERARBEEMNCHRE AFHZME
R EEE NS EERBE /SR - o BCHE - AR REEE R
(BE - PORAEEES) BEBERKERERE R-E2RE
Glp - Wi E—FTEF KNS ERAEMLAE - ES H % pH
REE LA MLE - ZEE B R/S pH A BB W EEKMN ‘
- FEHAOFMEZE AR MRBEULALFTME BB R -

BETAUAHFCHEAE  HEXBERISBEBEZHEER
oSl EhEERSE FNRME KREE EXEERHEE - E
Bl BHRE BREL FHE(BEEE) ARAFEBEERS -
HEEBERG FEBRERE RZ2EHER EBEREHE
2 RRNEFEBEEIBHBE FEEBER - T AT AE
EB - TAE -+ AES - WHERE (dextrates) ~ M - .
LW -wEE HH—MmEE HE-—HEERE- - HHEKEHE
BEEBRE REZ2KKE RZI-BEE REZHEMMH
MEY RELHEEERERIRRZEES -

R—E®BAF  HEBREXRBMNEERZE LS KR
(% # B ( povidone) ) ~ ZLW (BEEKIALE) - KRME
B ERREEAY BEH O FAFHCHERYVESAREND

75% wiw X 88% wiwZ EES BI /M FEH > 80% wiwE 82%

i3

wiw CEABI/IMETEE > UXZEHEHRYUCEEREZR - f
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w o BT ML CCI-779 R EEfi gk o 24> ABBALZHE KXY
NEBHEEZLHE Sl0KH SE 1% wiv, HEEZEXE
B 6% wiw> BEBRIEABNBAEELIMRSZREEME
K - RE-—EBEEAF  FBEHIERYITEESEL#
B Blan % 25 2 35% w/iw> H EEZEEELH 30F 32% w/iw>
HREHBCEABARAEEEMRSICREBEBEHBEYFT  -RES
— B ABFHIHEBRYTEEALR(KERSE KLE)
EMESBERIEHY  TEESETHBRE KNS —EK A/
BEB  NUEERF (ERARBEEE) » BALE — &K ‘
L#3 30% wiw £ 60% w/w 74 - HEHEZEZERK 30%
w/iw >~ ¥ 32% wiw~ ¥ 50% w/iw B 55% wiw Z K EE -
BEW NREBEMHEEAYS HMELEBERDDY 152 wiw E
¥ 30% wiw ZKBBMEABRY  BEREEFH 16% wiw- £
23% w/iw >~ ] 25% wiw -~ #9 28% wiw X REBMEAKY -
REEER U HE AN AFHEMA M CCI-TIIE K Y F
(ENEKRBREBEEE) HEH REERIPTEESH — '
HH EEMEER o LA 0.5% wiw B 10% wiwZ EE
BMESH 5% wiwE2H 8% wiw~# 5.5% wiw~ ¥ 6% w/w B
6.5% wiw>» ERNARBHABRYEE -BBEEERZHAELER
HIE MR - BAE (HlW EDTA) -~ S 8B R HE & 8 -
NM—EBAF  BABEEBERSRABRBEERY O
0.25% w/iw £/ 10% w/iw> BB EN 5% wiw Z2F 6.5% wiwe
W—ERBAH  ERAEEERNREEAEERBRMN (LBR
T2 EREH)  HMBAHNFAEEERNRAZTHREREL
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ANEtFaamBEUgaaE (EXRBR) RUEBE 2FK
BB BE 80~ ¥ AT ZE M ( Polaxamer) 188" HH & 4 #l -
BEHERBRM (T ZEWHBH) - BIHBEE (FEHKRE -
HilemeE kRRE - ZEEBEES)  HTHEPBEESH -
% > Z & E MWW Cremophor EL~ # £ % E- &£ B B
W_BET_MB (#4 K% ETGPS) - REZKA-REWAER®

B R R LN ER -
SHECHELBEBE (EXRR) EBBE - d1-o-&

BB TELALEERERE
EmHm HENDR RETEAE REEAY - REAR
BREEYTCHAELERERTESNE  HBEHEMH
0.001%%F 3% wiw:» E®EBSH 0.01% w/w 2 1% w/w> H

( BHA) - T E (L ¥ & H X (BHT) -

FEBSH 002% w/iwEH 0.1%2 wiw ERREBEEEARXA L
EE - -MR—BE®BA+F - LB EMKE S BHA BE BHT £ & Al -
HuesmutBAXBRERLUB AKX -

RABHZHEBRY T BEeB hEMESwEcEE BT
ZHMEWMZ N ZE (EDTA) REEEREKY (Hl A
EDTA$ M KkEW)BEAW - —HMWE REFLERK
BEEBEULK 1% wiv ZERFE > FIWIH 0.001% wiw E 7
001% wiw> BEREXBEBEHBRYWCEE - R—BEBHF - It
A B LMok B K F

HAFZ pHAEBRBEEE (EXBRR) EEREKEBEE
(PlanEE ) - % HCl R KM e s & & CCI-779 B &
EpH 4 ZE 62 HBESIRE FRAEAFHERDY TR I
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PHIREBE LY 1% wiwZEHFE > FlWFH 0001% w/wEH
0.,1% wiw > ERRBEBMHABRYWLEE - AJEEH - It pH H
BE AT Lo B FEE

HEBERSDEREERBEE R/ ER - KR — HB4H
B L EERRBEESETURBEEERYDZ 0.01wt%E 7
1wt% ~ #9 0. 1wt E ) 2wt% ~ W 0.2wtREH 0.5wtRFE R
ABHMERYF NR—LHBAS  HEEEREKBDERUD
RARBEMEABRYZ Wi22EFE  BEBERHZIERER
BREHBEBEDBEREZHR &KLY -

EHEEMCHEMEBEEERSENREEREZ AL R
Bims R -

(&l A A ]

AHEPHBAYEFERBERNEBEEMUERRN TR - &
EREENAOEORBEEN  WEETEHER BE -
MERBEE AFHCBEBEEMCAEAARIHRE S &E KK
EREHEBERBZALIEHNFEE S EFE -

H—EBAF > ABEHIIHERYRKRAEEZES MK KL
CCI-TT9 BB EMAMBENBEERESRRPEE  AEBUEHX
REWEEREEBRKEMEE &R -

A FHHMEABRYZHESFELKRRH - EE MK L
CCI-TTO AEYZHEBREEEEHRE - TIHEEHS LRI
XBPHRBEBEHBAYBSER

kL b CCI1-779 6% wiw ;
A £ E W B 6% wW/w ;
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A EH 6% wW/w ;
ook 2l KR 50% wiw ;
PHOAS AL R OAE R 25% wiw ;
g A 6% wiw ;
Bh 18 El 0.25% wi/w ; K&
W e B & 0.25% w/w e
BEMMNACCI-TIIERYWIBE BRI FESES
M EEESWLKRUAZTHEHARZELAADBSER -
Bk b CCI-779 6% wiw ; ‘
A 1= & b B 6% wiw ;
T M 31% w/w ;
oK 2L B 34% wiw ;
PoAS AL RORE R 16% wiw ;
2 OHE R OE MR 6% wiw ;
Bh ¥& i 0.25% w/w : K&
W s B 8% 0.5% w/w o ‘

HEMMNAKCCI-TIIBRERNZCES —BKS - EEH
SIEBRUAZFHREBEERODRER -

MRk CCI-779 6% w/w ;
TELULREFE&EX 0.022% w/w ;
TEARERXE 0.05% w/w ;
EDTA 0.011% w/w ;
B 5K 0.08% w/w ;
* R EMN 188 6% wiw ;
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i K 7L BE 55% wiw ;
BHAS AL MEOAE R 28% wiw ;
T BE R R OB A R 4% wiw
Bh ¥& i 0.25% w/w ; K&
B e B 8% 0.5% w/w

BEBEEMNCBES —EHO - EEFSLERUEREH
RBBEHEHBRY B ER -

ki & CCI-779 6% wiw ;

AT EALAREREE 0.022% w/w:

mrat TEARERZE 005 w/iw;

M HL 1k EDTA 5 —_ /K &% 0.011% w/w ;

G AN Y 1% w/w ;
A = & 5K 6% wiw ;
 HE B K-25 65% wi/w ;
Bo RS A R MR 23% w/w ;
ok 7L OVE 50% wiw ;
AR OB OB B OME R R 6% wiw ;
B _&s k¥ 0.25% wiw: K&
B e BR & 0.50% w/w e

AEEMN HEBHRKEERE BEHEEZRRH
EHEREZFFFRMN  fl0 - LHEEKEZEBAEH
RNEFEBER Z2EBER RIFEBER
BlrAA s BB RAEMFAARDS NR—-—BE8OF LBES
BH HMOBEFEERATHLEERBEAIRGEE - R
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R hEEEE s EREE AL L 1% wiw E 6% wiw
TEE B 2% wiw~s 9 3% wiw-~ 9 4% wiw E K 5% wiw>
EEREEBH 2% wiv> UABHEFELHRY B ER

KB B RS - EER CCILTTIIERBZ A &A%
BEREKEADE 2 MA L CCL-TTO B BB 2 5 B -

EHEEABTRAEDEDS B E DS B B LB A E
HEAE - NSBEMNRE RGN —ERE MR ERK
B EREE (BXRBHR) HMWEK (azathioprine) - i
Bl RS (403 B8 A (prednisonc) R B E BB ) - B BB -
B E A FK-506- OKT-3 & ATG- HH AR W — X % & H
R ERE LER S AN R R
o AR ER RS -BHUZHFARKE  BHAD
Transplantation Proc. 23: 507 ( 1991)

B BEE R T RKBERNERCBERR B EHBHEM
#{y, > MK f CCI-779 2 S H OIRB BT A 0.05F 30mg -
% 1mg % 25mg-~ % Smg £ 4 10mg- R BEWB - E R
S B E DB A M CCI-TT98 » B 0.5 F 10mg i B 2
SHBEE NS - EEAP O RE— AR EE MK
CCI-779 B » £ Img Z 30mg HE 2 S EHE - ML B8
Bleoh » SEREMBAL CCLLTIORE HLER > SHHER 2
E smg B EAMKEACCI-TIOFBRE —BERS SE 15mg:

METUIRELEDEERBEZ B EHEE &0
M EEE A EEERE I EET - KR E RS R G
REERN AN TAEERERNE: — RS ABHZH
Ry BRI - BREESEARERMAS EEAEEREZY
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EEREBEFHZRE RS -
THEBANRAUGEARERTEBAZRYE  ER A

BHFARBRE > THREAZEARY IR = T K

Bl - b % E GG E SR B TR IR B4 %8 -

B WG B 1 R FIJE AR K L CCI-779 % 4% 4 4 A7 JE % 4% Bl 3 &

)

1y

BERERNEERENCERDBRINABIFEME AL CCI-779 iU
BRAERFEELER ULLZESEREEEBE R EEE I E A
& -

K 1:CCI- 779 smg R RIZ EEMRY & MMk CCI-779

mA & FEE %R

ik 43 wt/wt 5 4 b mg/§E %l Th BE
FE ks b CCI-779 1.44 5.00 G v
TEAREFSE - NF 0.1 0.35 mEAH
TEAREFZE » NF 0.05 0.18 L&A E
EDTA » USP 0.01 0.04 Z&HE
EERNEKY 0.75 2.62 pH 3 & A
BIERE kY USP 0.25 0.87 pH A 2 El
i B K17, USP 7.14 24.99 W TR 1%L A R
EAKFLPE - NF 34.30 120.05 & 75 Al
S BAESR - NF 51.46 180.11 B 7T B 1%L & B
( Avicel PH112)
Btk R B HME R SR - NF 4.00 14.0 53 BL Bl
BEAE BR &% » NF 0.50 1.75 R

e 100 350
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x 2:CCI-779 25mg sE B EEM Y & FFE M KL L CCI-779

K FE & % A

A wt/wt B 43 kb mg/$ER]  |ThEE
FE kL . CCI-779 6.25 25.00 B G
B EE GBS - NF 5.625 22.50 5 TH E M A
4 ,K17 » USP 31.25 125.00 18 75 B /55 & T
Ak FLPE, NF 33.75 135.00 18 75 7
A SL M MESR - NF 16.375 65.50 HE TS A /EE S B
( Avicel PH12)
RIFAFEBMERE > NF 6.0 24.00 5 B
— &% (Aerosil 200) 0.25 1.00 B ¥& %
gt ¢£ - NF 0.50 2.00 ¥ ¥ B

WE 100 400

REERTEERBEERNT &

B OE & B R JE MR A

CCI-779 BB EBE A RERLX B MW HMB CCL-779 & Bl » £ E

LERAGERREFETEZNEY B K

ABEHWHREY -

e #l o2 FIA kL4 CCI-779 -

"

il H B F] B B gE B EE W
HEHRPACER AEWERTIEFRE -
RS AL M ME R (Avicel PH-112) k & M B K-25 8 &

THEEHEHERE RIZ V-B#HSH > AL CCI-779 & 5 & &

RBBABFELINE V-BHSE - ¥ A&

mEAKILIEERLES -
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EWBRHN XBEAFEBRERMH &S LW R -0 8K
EeHmILIBEEL V-BH S KHKEEKIEESHG LD HE
EVEHSFULELET ERABEIBREMRBLESESH -
HEERSEARE  HEECHR (B V-BERSAES) H
Re RBREZEBIERAN V- EASULERALBEZHE

THE®E FEAEEEIEREIREEBRKERBREBEEEERESD -

F 3:CCI-779 25mg B EEMH Y > &K E & N

A7 wt/wt B 43 b mg/$E IO &E
#OkL /. CCI-779 6.250 25.00 IE M D
AEEES > NF 5.625 22.50 FE IE E A
I #E B, K25 » USP 6.250 25.00 18 75 B /55 & B
4% 7k 5L¥%, NF 50.583 202.33 18 75 B
WA SR - NF 24.543 98.172 18 75 T /%5 & Bl
( Avicel PH112)
KRR P EBHRE - NF 6.000 24.00 43 B B
Aerosil 200 » NF 0.250 1.00 B Y8 %
B BE Bk % © NF 0.500 2.00 9 & 7

HE 100 400
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K 4:CCL-77925meg E BRI EEMH ALY 25 & MEH
17 wt/wt 5 43 kb mg/$EH] | THEE
MUK A, CCI-779 6.250 25.00 VE M BB
AEERES > NF 5.625 22.50 SEUTH VE M
L 4 B7 , K25 » USP 31.250 125.00 18 77 7 /5L &
Kk FLHE, NF 33.750 135.00 18 75
Wk S % > NF 16.375 65.50 18 75 71 /55 & B
( Avicel PH112)
AW R P E MM R > NF 6.000 24.00 53 BRI \‘
Aerosil 200 » NF 0.250 1.00 Bh Y& %
BEREEL 8% - NF 0.500 2.00 ¥ ¥8
e 100 400

B 3: FMAMMMAL CCI-TTI R BN EBAERFE G EE
RinEETRBREERALY
LEEACERAECYERN TIEFHE - ’
W R ZEM 188 MK S MM RE (Avicel PH-112) Rk
DTEKIEARAGLRE WEI TN EBRBIBED > DL Fitz
ik cw#bB  UBBEETFEE KR V-BH & -

B o EAKLEEYNAETEAREFERE - T E X
EFX EDTAHE _ M KEVREBREAYELERES A

®BEHEMCCI-TII N EER#SEY > BEESULME V-BEH & -
Mo EKILE TBRAFEBRERD  KBEZS
b % (Aerosil 200) #EE * BEE LB EE V-#E# & > & F &
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moAKFAERELEEE V- BiS BLET EMiALEL
BETHEBRLESEMHE KEERSEGES HEEILEEHX
HESG  UREHERERESE V-##s HEBRALELZ
BETE® FRHREEEIEBECEAEBRBAREBREERES
e

% 5:CCI-779 25meg ¢ Bl 2 ERBMER Y » & & 5 £ 18

A7 wt/wt B 43tk mg/$E %l I ge
kL b CCI-779 6.250 25.00 E MR D
TEALRERFSE > NF 0.022 0.088 &AL A
TEALRERZE » NF 0.050 0.20 e il
EDTA » 45 —¢h7k& %) » USP 0.011 0.044 "4 B
M B kY USP 0.080 0.32 pH % 7
ELhZEMW 188 » NF 6.250 25.00 ST VE B
Ak ELPE > NF 55.060 220.24 g 75 |
PSS HE R » NF 27.527 108.58 18 7% Bl 155 & B

( Avicel PH112)

WA E AR - NF 4.000 16.00 53 BR B

Aerosil 200 » NF 0.250 1.00 Bh Y& %

BEAEEL 8 > NF 0.500 2.00 5 v )
e 100 400

BB 4 CCI-779 g€ Bl & % B
D BAF MR AE CCI-779 sERFAKRYW - £H USP

-19-
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&= ILETT M BE R B> DL 500ml 2 0.4% F # & B BR 8 /¢ 75RPM
#mEER K 6k IF CCI-779 APl R & 18 CCI-779 §% B &
Bc ¥ & i B =
& 6:CCI- 719 s BRI EC Y & M8 B &
CCI-779 B B o Lb
iSHL] CCI-779(API) | & 14 | & 2M | &34 |48 | x5H8
($4) | L21296-119*
10 4 31 30 56 87 90
20 9 42 58 87 96 94
30 14 50 74 95 98 95
45 21 56 86 97 99 97
60 93 98 100 97

*¥ L CCI-779

= OZLEBRERBET
TEETHREERTENEYE K
CCI-779 M It % ¢

2)

ALt CCI-TT9 C EHEBREMEHEAKY (X 3
HRERTE2EHEYE K -

g s S

W 3EE
BHEEHdZ®K:
WAERERME

-20-

MAERBEHRBREDA S K EBE

EEEBREHEHMBIER (X 1) 1
B0 % bn R mEVE MR (R
Bl o e -RMm > ABEWHS

~5) Rl EE IR

CCI-7TT9 M NEZEYWT A AN%E-ORAEREZFMGE
Mok fb CCI-779 2 R B! §& i &
B8 A LLIR FE Rz ¥k 8 0 St RO BE A RO BR R BR IEC
LEYHRAEERTINRTE 7-

— S HFMER AR
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TIHEXRFRRANEYHARAEXHFZCHEKRD CEE KR
R AR B (@8 B A AR

B H i B
= A *x 3
& & % B = 4
T EN xS

H K

F 7 ORBKE CCI-779 £ %l 25mg EANEERERZIEDY
B 28 (£S.D.)
Bz ti Cmax T max AUCq-o
(hr) (ng/ml) (hr) (ng.hr/ml)
1E 3 # 79.5 17.06 2.16 554.6
(17.0) (8.07) (0.9) (187.7)
& 81.8 18.7 2.86 575.4
(23.7) (9.6) (2.1) (190)
T h =R 77.9 11.36 4.08 544.0
(18.7) (7.0) (2.12) (150.4)
¥ I A 81.8 27.458 1.39 664.1
(17.2) (12.4) (0.637) (217.5)
BEA 6: FIAMA CCI-779 & fiF CCI-779 10mg HIR &

EIERHAED
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#x 8: CCI-779 g & 10mg X E E M K Y
540 wt/wt Bt | mg/SERl  |ThEE

#okLk, CCI-779 6.25 10.00 |EMHER®B
AL T EAREFEEE 0.022 0.035 |HEME
IR R A F 0.050 0.080 |HE A
kIt EDTA - §5 3§ K &% 0.011 0.044 ZEH

MR IEEER E K 1.038 1.661 pH 3% 7
AEERER 5.625 9.00 FOE TS B

X B K-25 6.25 10.00 | 4E 75 /%5 & B
TS o R HE 3R 23.483 37.573 18 75 7 /&L A B

( Avicel PH112)

|k FLKE 50.521 80.833 |[#EFH

2Bk AR B B R ol 6.00 9.60 'ﬁﬁ%

B &S 4% (Aerosil 200) 0.25 0.40 Bh Y8 %I
ERERE (HEWERNY) 0.50 0.80 & Bl

ME (RLEBREE) 100 160.00

Opadry II® White 85F18422 > 3.00 4.95

HPMC F H 18 T 72

EHEE 7 F A MK 4 CCI-779 2 CCI-779 30mg HE® &

i Bl K Y
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F* 9: CCI-779 g Hl 30mg X E E M L ¥

A5 wt/wt B EE | mg/§ERl |ZhEE
KL 6 CCI-779 6.25 30.00  |¥E K 1D
AT B EEFEF 0.022 0.105  |FAEAH
ok T B L B 0.050 0.240  |FLEAE
kL EDTA > §5 Z K &4 0.011 0.054 |ZEGH
PBORL b 1 R BR SR 7K ¥ USP 1.038 4.983  |pH REH
P 1 2 fi BR 5 5.625 27.00 |5 TEIE A
4 W K-25 6.25 30.00 |38 70 B /%L & B
BURS BR HRAE 3R 23.483 112.718  |3E 7o il /135 & B

( Avicel PH112)

K FLAE 50.521 242.501 |¥E 7B
A Bk AR B A e R 0 6.00 28.800 |4 &R B
B _&14W (Aerosil 200) 0.25 1.200 Bl ¥& i
BEiEER e (BRI ) 0.50 2.400 =B E
ME (RLEBEE) 100 480.00
Opadry 11® White 85F18422 > 2.00 9.796

HPMC & X . 18 14 B 5>

ARPEZXFFHAZXHEREFAZEIXRF > BT L
HFHBRAEARTINERRAZ TERMB D EE/RE N
HNAERAZBZIAIREMBALEERAFHER
B
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A PXERABE

MUK fL CCI-770 RFFAM > LESTESRZ A 3-5
D (REFHE)2CFEABOEEBE 42-EEE - BEE
CCI-TTI9BEREEFRBZFEREHN S & -

N EXBEARHE

Micronized CCI-779 is described. This directly compressible rapamycin 42-
ester with 3-hydroxy-2-(hydroxymethyl)-2-methylpropionic acid provides a convenient
and effective method to deliver therapeutic levels of CCI-779 to a patient.
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+ > FFREAE
—EE MK CCL- 779 2 BEHEHRY -

2 HEFHEMNEESE | BB EHERKY  HFLUE®Z
( Malvern) ¥% #l1§ 10%Z2 M K & CCI-779 EF VR H &

;

> B

g

R 3u B RANEE > 5028 % 10p: B 90258 L N =
EMRH 20p-

B HEFHEMNEESE 1 BB EEARY EFUEEFRE
B 7" 102K CCL-779 BEFE DR HERK 20 2 B
R/ANEE > 50258 5p> H 9028 VR BHERKH 16p -
4 MEFENBESE  HEBEEHRY HEHBE —EIHEBK
& B A A -

SUMHBEMNEES  HZBEERY HEEBEEYTEH
K -BE - BHBEERBERAERZE -

6N HFEMNBEBESE | BEBEMEARY » H 9 8K 4L
CCI-TI9 I B Z 5% wiw E 10% wiw Z BEFTE -
THMHEFEMNEERESE HoBHEERY  Ba8F

3 5% wiw 25 6.5% wiw Z FHEE M E

¥ 75% wiw 28 85% wiw Z & 7 Bl /5 & Bl

9 4% wiw 2§ 6% wiw Z 5 8Bl -

B FENBESE "HeBEEHRAYW HFFAEEERS
Bt & 6B -

SWHFENBESE 7 EHZCBEHERY  HFTERTEBE /&S
Bl 2 H % # B (povidone) -~ ZLH¥E -~ I M/ & M # R Af

HEZEH  RKEEREYW -
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IO FEMGESE TEZBEHRY  EF 5 8B R
O OEE M OME R SR -

NN FEANGESE HeBEHEHAY B2 T ENRN
S/ B - BE B - K/ pH P EH -

NP FHEMNGEE 11 BCBEERY  HF —HSEHR
SHBE-BEEH R/ZpHABH A —BRKEHM AL -

13. - O CCI-7T7T9 B EE 1 - E&FH M A CCI-779 ~ &
EEMER - EAB/BEEHE - o8B BEEREREER -

4 M FEHEFBEESE 13 HZOR CCL-779 Bl 8 B i - H ®
DEBZRERNSB 1022 M ALtk CCI-7T79EF PR HER
o2p M ARK/NEE > 5025 S5p H 9028 P R EKF
R# 16p -

IS FHEFEBELSE 13 HEZOMR CCI-779 Bl & B - H &
MHB L CCI-TI9 LB EEMZ 0.1% w/iw £ 10% wiw Z B
FEC LUBEREBEEERER

16 N FHHFHEE 13 HBZOR CCI-779 Bl & BEf » HHf
FEHEEBRFEE AEERBMH R TR ZEMH/ (Polaxamer)
188 S H & M A -

17T M FHEFBEESE 132 O] CCI-779 B & B I
MAEBRBREEMERBER  EBALE THBRREH
%o

B M
o B

18N HF & B 13/ Ok CCIL-779 B & B {1 - H F
THERSXBARTREBMMERH
19 FHEFEBEE 13 2Ok CCI-779 Bl 8 H {1 - H
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I
20.%0 HF FF H Al 6 B 5B

21.

22.

BB R E B

2
6 F 7% wiw Z ki 4 CCI-779 ;
5F 7% wiw Z REEMEBE
50 F 90% w/w Z K B

3E 8% wiw Z & BUE

2

2N

1% wiw Z Bh 18 Bl » &
1% wiw &z # ¥ &l -
0§ FF H ORI £ E 2

=

WM AL L CCI-779 6.25% wi/w ;
A R & BB 5.6% wiw ;
oA B 6.25% wiw ;
K 7L OKE 50% w/w ;

By fE A M HE R 25% wiw ;
AWk R OB B R SR 6% wWiw ;

Bh & Al 0.25% wiw: K&
BE g BR 8% 0.25% w/w e
ME G EFEEESE 20FH Ok CCL-779 Bl & B i -
&

B kL & CCI-779 6% wiw ;

A & R W 6% wiw ;

o HE R 31% wi/w ;

226-

15 2 Ok CCI-779 % & B {7 -

20 H 2 OBk CCI-779 Bl & B I >

HAE

HE

HHE
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/K 2L g

B RO B R R

B ¥& %l
W e BR &

23N F HEF#EE 20 HZ O g CCI-779 Bl & B i -

=

% K. it CCI-779

TEARERER

TEARERXE
EDTA

e
M 188
ok 2L b

BHRE SRR OAE R

Bk R B OE A R

B ¥& El
B fE BR &

24 70 R FE H FI B 20 I Z OBk CCI-779 Bl & ¥ {1 ~

=

AL L CCI-779

MR TELREREREAR
AL T B RERE
A KL fk EDTA §5 Z WK & ¥

34% w/lw ;
16% w/w ;
6% w/w ;
0.25% w/w : K

0.5% w/w o

6% wiw ;
0.022% w/w
0.05% w/w;
0.011% w/w ;
0.08% w/w
6% wiw ;

55% wilw ;

28% wlw ;

4% w/lw ;
0.25% w/w : K

0.5% w/w o

6% wW/w
0.022% w/w ;
0.05% w/w

0.011% w/w ;
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25

26

27

28

29.

30.

31

— B ke CCI-779 B2 % fig 20 HA

BRI b B R E K 1% wiw;

At & BB 6% wW/w ;

A B 6% wWiw ;

RS AL R RE R 24% wiw ;

ook 2L b 51% wiw;

MR OO R 6% wiw ;

BE_& tw 0.25% wiw;: K

B e B & 0.5% w/w °

M B EHEAMNGEES 13F 24E P4 —E 2 O CCI-779 &l
BEEM HFZBEENCSESEHEE -

MR FHMGEESE 25 HZOMR CCI-779 B g B f1 > HF
ZEHBERAEAVEBEBEEBRYZ 2% wwIRERERE
MM FEMGEES 13F 260 F —HZOHR CCI-779 A
EEN HPBZBEEMAREZEREBRBE -
—EERCCI-TIIERBZCAE X T EBEREDNHHE

HABEBEE 13F27EHRE—EZHOMR CCL-779 Bl & B L
Z 5B

—BMAl CCI-7T7T9 REBREBELHE -
MEFHEMNEBERSE 29 Bz g HPZ M CCI-779

REZBRMP KB E -
mEFlEEE 13E 27H

TE-EHIORBMEEMZASE -
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t~HERERELRE
(—)ARZHETREBRL T & -
(AR ERBZ A4S EERR -
AERBIEAEE -

A REZACERE FBFRARAEABRGEER

e

CCI-779 ‘
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