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=1
“E R209130 R167154 R209130 JARYRL, DARYREY
o 17 INERE

pKa 92 o192 02 3.2/3.1 8.2/3.1

H O DiBAEE | 0.32 (pH 41.84 (pH 0.008 (pH 0.09 (pH 8.8) { 0.2 (pH 7.2)

(mg/mi) 49) . 34) {95)

PHTCOIERE | 0.35 G1QHGS) |2 i 02 (GH 7.2)

(mg/ml) : .

BB EEE 58.6 10.3 > 200,000 32,000 50

{ug/ml) 40°CIZEINT | 40°CizBNT |

BASR ) BRE 7.3 41.3 > 200,000 407 2.97

(mg/mi) A0°CIZHNT | 40°CIZHB LT o

B Sk 0.054 3.7 0.7 0.0025 N/A

{mg/cm2min) '

LogP 30 40 A 3.04 TNA

(CgOH/pH7

N2 7—)

NF=E 449.5 447.5 2974 410.5 798.5
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*2
LA . PLGA-502 ZEEBAVUINL RUT )T ILa—
(EE%.2) (EFE%.z) (EE%,2)
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#2

No. PLGA |{BA BB (Wi%) [FU72FY | 88 | Cow/Crin | T
(wi%) (wi%) .| %) | (wi%) R

| 3RleA g5 225 225 o |10 25.7 0.33

ThelleB | 45 22.5 22.5 0 10 19.2 0.61

1=R209130, 2= R167154, 3 = YARYRVIEE, 4 = YRRYEL/3EEE; a = 50/50 PLGA-502(MW=16,000).
b = 50/50 PLGA-502H(MW=11,000). ¢ = 50/50 PLGA(MW=6400). d = 40/55/5 CL-GA-LA(MW=~13,500).

e = 75/25 PLGA(MW=14,300), f = 80/20 PCL-GA-LA/PVP, g = RG502:RG502H(1:1); &= P/SktA%50/50.

B = P/SEL#A%40/60, x = P/StbA%45/55, & = P/SHAY60/40, £ = P/SHA%55/45; A = 63-125 4t m.
B=20-634m.C=79-125um. D=<38um. E=AE. F=TDFEE. G = BATT: NV = SEEL,

00
00

0000000000000 0000000Gnvivod DOODOO0O0OOD0000O
0oo0o

00
1000000000 PLGA-5020 BAD BBO EBO EtOHO NMPO 00 0000 00O O
0000000000000 D000000000000000000000000
000000000030 0000000000000000000000000
0000300000000 000000000000000000301000
30 cc0 0000000000003 0000invivol 0ODOOO0OOD000200
000 CraxD CrinD 000 TyoeD 030000

OoooOoooooooOoQgao
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4B=20-634m,C=75-125um.D=<38um, E = fffl{k. F= FOFEE. G = ERATE; NV = SEEL,

00
00

goooooao

00
sgooooboooooooooobobbboooooooobObbbOooooooan
gogobooooboogooobooooboooobobbebb0oobobooOoonn

Oooo0Oo0oo0oood
Oooo0oogogood
Oooo0Oo0oood
Ooooogoood

60000 in vivod DOOOOO0O0O0000D0 Cpaxl CranD 000 Tyl 00O
Dooo0aon

ooooODbDDboOoOooooooooDbDDboOoO0O0OnvivoDOOOoGooOQoDoDDDOV/Z0 O

ooocoobObObOb0oDOooooosgilcoooosccobonobbobooooooboan

10

20

30

40



oo ooooogogo-g

(12) JP 2009-510116 A 2009.3.12
56
- S D RR WD E B (%6w/w) |
No. PLGA EB EtOH £ Cua/Crin | Tieg
221Vl 35. 0 0 .30 9,86 0.17
23edV0L 35 35 0 30 6.83 0.17
- 241ANE 35 35 0 30 4400 W
- oshelVal 35 35 0 30 29.49 0.45
26%IVD 33 |, 35 0 30 4167 NV
o7IVET 78 7} 0 30 54,16 NV
SReVED ST 32 0 30 120.74 NV
20NEC | 315 | 3465 385 30 | 163 | NV
3ptAYED | 315 34.65 3.85 30 7.07 0.29
TAgTeEE 35 35 0 30 16312 | NV
Ty A s ) 38 0 30 6631 - | 039
5o EIVGRE 28 42 0 . 30 4£7.86 NV
53LoIV%B 35 35 - 0 | 30 ‘ 31.16 0.25
SgIEIVEF 38.5 315 (2 30 17.10 NV
g50eVILeE 36.9 36.9 D) 26.1 50.87 NV
667 VEEC | 40.6 332 0 26.1 38.39 57
7VIES | 333 T406 0 26.1 43,55 NV

1= R209130, 2 = R167154, 3= URARYRAEE 4 = YRARJF2/EEE: a = 50/50 PLGA-502(MW=16,000).
b = 50/50 PLGA-502H(MW=11,000), ¢ = 50/50 PLGA(MW=6400), d = 40/55/5 PCL-GA-LA(MW=~~13,500),
e = 75/25 PLGA(MW=14,300), f = 80/20 PCL-GA-LA/PVP, g = RG502:RG502H(1:1); & = P/SkbA50/50,
B =P/SHA%40/60, x = B/StEHN45/55, & = P/SHEA60/40, € = P/SEEASE5/45; A = 63-125 (tm.,
B=20-634m,C=75-125¢m.D=<38 um, E =ik, F= FTDOFE. G = HRATFT; NV = BESEL,
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1=R209130, 2 = R167154, 3 = YRRYKIEE 4= YRARYRL/$SEEE: a = 50/50 PLGA-502(MW=16,000).
b = 50/50 PLGA-502H(MW=11,000), c = 50/50 PLGA(MW=6400). d = 40/55/5 PCLL-GA~LA(MW=~13,500).
e = 75/25 PLGA(MW=14,300), f = 80/20 PCL-GA-LA/PVP. g = RG502:RG502H(1:1): & = P/SkEHY50/50,

B = P/SH.A%40/60, x = P/StbA%5/55, & = P/SIEAY60/40, & = P/SH.A55/45 A = 63-125 um,
B=20-63um,C=75-125¢m. D =<38um. E=MH#M{k. F= ZDFEE. G = AT, NV = S{EHEL.
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1=R209130, 2 = R167154, 3= YRARYRUEE 4= YRARYRL/$EE: a = 50/50 PLGA-502(MW=16,000).
b = 50/50 PLGA-502H(MW=11,000). ¢ = 50/50 PLGA(MW=6400). d = 40/55/5 PCL-GA-LA(MW=~13,500).
e = 75/25 PLGA(MW=14,300), f = 80/20 PCL-GA-LA/PVP, g = RG502:RG502H(1:1): & = P/SEEA%50/50,

B = P/StkH%40/60, x = P/StbA45/55, & = P/SHEAY0/40, & = P/SELAS55/45; A = 63-125 i m.
B=20-63um,.C=75-125um.D=<38um, E=#{b. F=TMEE. G = FRAFTE: NV = SEEL,
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1 =R209130, 2 = R167154, 3 = JARYFUIEHE, 4 = YZARFLEEE; a = 50/50 PLGA-502(MW=16,000).
b = 50/50 PLGA-502H(MW=11,000), ¢ = 50/50 PLGA(MW=6400). d = 40/55/5 PCL-GA-LA(MW=~13,500).
e = 75/25 PLGA(MW=14,300), f = 80/20 PCL-GA-LA/PVP, g = RG502:RG502H(1:1); & = P/Stt.A%50/50,

B = P/Sk.A%0/60, x = P/SHhA%45/55, § = P/SHA60/40. £ = P/SH.A355/45: A = 63-125 4 m.
B=20-634m.C=75-125um. D=<38um E = {#i{k. F= FOFEE. G = BEAFE; NV = H{EEL,

gogobooboocooobboooouobboooobod
ooo0ObODO0OO0O0DO0O0ooooooObObO0oooooan
gooooooooboo

goonoan

O

10000000000 D0ODDO0O000iinvivod
goooooooooan

200 000000000000 000 in vivod
oooObDDbOO0O000d

300000000 o0oO0oDOooDO0OOgaoOin vivold
gogooboooooobood
A00ocoobObObOoooooooobobobboOnn
od

gogoboobooad
ooooOoOao

O

goobooo

gogoboobooad

ooobooo

oooODO0O0ano

oooao
oooao

O O

10

20

30

40



(16) JP 2009-510116 A 2009.3.12

0oooao oooaod
100,
’ 100 Y
—— s i
~— 87 —— 832
2 2 1
w 10 - p
z E 10 BHI59
£ ]
b H
g [
& 1 \L\/L %
5 I S
0.1 5
45
0 5 10 15 20 25 30 35 BREI(E)
BfER)
Oo0o0o0oao
oodogn 100 —— 8123 L
—a—gzlﬂz
—o- BIH[32
1000 = s+~ BE]55
=5 3w i
—-—mﬂ;a @ e BIZNT0 1
- 100} A . o %m&an
ﬁ 10 % ‘xlw T .
o 3
&
£ &
& 1
g

’\ O~ 5 90 "T5 20 % 80 3 40 45
BR(R)

5 10 15" 20 25 30 35 40 45
E5E(R)

0.10



17 JP 2009-510116 A 2009.3.12

gooooooanb

INTERNATIONAL SEARCH REPORT omations! eommeaton N

PCT/US2006/038268
e SRERTR
A RCA TN SBECTHITIR /610 AGLKAT/10  AGIKAT/1A  AGIKAT/22

AB1K47/34 AG1K45/00

Acsordng to international Palent Classikcation (IPC) or to both national claseffication and IPC

B. FIELDLS SEARGHED

Miglmum documentation searched (clagsifcation system followed by classification symbals)
|| AB1K

Documenkgtion searched other than minimum documentation to the extent that auch documents are inciuded in the fislds searched

Elestronic data base consulted during fhe International search (name of data base and, where practicsl, search tarms uUsed)

EPO-Internal, WPI Data

C. DOCUMENTS CONSIDERED TO BE RELEVANT

Catagory* | CRatich of documend, with incication, whére approprlate, of the relevant passages Ralsvant to claim No.

X WO 2005/048989 A (ALZA CORP [US]; CHEN 1-20
GUOHUA TUS]; PRIEBE DAVID T [US])

2 June 2005 (2005-06-02)

paragraphs [0012] - [0014], [0018] -
[o020], 100251 - E00271; claims
1,14,17-23,28,66

X WO 00/24374 A (ATRIX LAB INC [USI; 1-20
CHANDRASHEKAR BHAGYA L [US]; ZHOU MINGXEING
[UST; J) 4 May 2000 (2000-05-04)

page 2, paragraphs 2,3; clalms 1,2,5,6,13
A EP 0 998 917 A (ALKERMES INC [US]) 1-11
10 May 2000 (2000-05-10)

paragraphs [0033], [0034], [00451,
[0046]: claims 1,9,12; examples 2,3

—— .

E Further documenis ara listed in tha continuation of Box C. E San patent family annex,

+ Special calegoris of ciled dosuments ;
P Bganss of dled dogume *T* later documant published aftar the Intemational Hing daia
riority date and not in canflict with the application but

'A" dooument defining the general state of tha art which Is not d!:d o understand tha principle or theoty underlying the

considered to be of particuiar relevance
E* aglrillsr document but pubiished on cr after the Intetnational
ng dal
L dommani whlch may throw doubis on prioriiy dmm(s) or
which [ ched to establish the publication date of another
citatlon or cther special reason (ae spacifiad)
“0" document refarring fo an oral disciosure, use, exhibitlon or
cther means

"P* document published prior to the international filing dale but
ltet than'the pricrity date claimed

Invantlon

*X* document of particular relavance; the claimed Invention
cannot be considered havel or cannat ba considerad to
Involve Bn Inventive step when the document is teken alone

"Y* document of particular relevance; the clalmed inventlon
cannot be considarad to Involve an Inventive step when tha
documant Iz combined with ons of more other such docu—
Imf;'l;rts, such combination belng obvious 1o a person skilled
n the aft.

'&" docyment member of the samea patent famlly

Date of the astuai completion of the intermational search

3 May 2007

Dale of mailing of the ntemational search report

10/05/2007

Name and malling address of the 1SA/
European Palent Office, P.B. 5618 Patentiaan 2
NL — 2280 HV Allswik
Tal {+31-70) 340-2040, Tx, 31 651 epo nl,
Fax: (¥31-70) 340-3016

Authorized officsr

Giese, Hans—Hermann

Form PCY/SA/210 (secorid shest) (April 2005)




(18) JP 2009-510116 A 2009.3.12

INTERNATIONAL SEARCH REPORT

intemnational application No

PCT/US2006/038268
C{Continuation). DODCUMENTS GONSIDERED TO BE RELEVANT
G Y Cilatlon of di i, with i ien, whare appropriate, of the relevant passages Relevant to clalm No,
P.A EF 1 649 850 A (ALKERMES INC [US]) 1-10

26 April 2006 (2006-04-26)
paragraph [0022]; claims 1-7; examples 2,3

Form PCTASA/210 (continualion of sacand eheet) (Aprll 2005)



(19) JP 2009-510116 A 2009.3.12

INTERNATIONAL SEARCH REPORT

International application Mo
information on patent family members

PCT/US2006/038268
Patent dosumant Publication Patant family Fubllcation

dited in search raport dats member(s) dale

WO 2005043¢89 A 02-06-2005 AR 046842 Al 28-12-2005
AU 2004291077 Al 02-06-2005
BR PI0416032 A 02-01-2007
CA 2545913 Al 02-06-2005
EP 1691785 Al 23-08-2006
KR 20060125748 A 06-12-2006
MX  PAD600BAG4 A 11-08-2006
Us 2005281879 Al 22-12-2005

WO 0024374 A 04-06-2000 AT 259217 T 15-02-2004
AU 1331200 A 15-05-2000
CA 2348016 Al 04-05~-2000
DE 69914787 D1 18-03-2004
DE 69914787 T2 02-12-2004
DK 1126822 T3 10-05-2004
EP 1126822 Al 29-08-2001
ES 2219079 T3 16-11-2004
JP 2002528403 T 03-09-2002
PT 1126822 T 31-05-2004
us 6143314 A 07-11-2000
us 6630155 Bl 07-10-2003

EP 0998917 A 10-05-2000 NONE

EP 1649850 A 26-04-2006 NONE

Fomn PCTASA/210 (patent tamily annas) (Apsli 2005)



(20) JP 2009-510116 A 2009.3.12

gooooooaoo

(G1)Int.Cl. oo gooooboooood
oooo 47/14 (2006.01) ooOog 47/14 oooo goooo
oooo  47/10 (2006.01) ooOog 47/10 oooo goooo
oooo  47/22 (2006.01) ooog 47722 oooo goooo
oooo  25/18 (2006.01) oooo  25/18 oooo goooo
oooo 31/519 (2006.01) ooogo 3519 OO0OO goooo

@gHoooooog  AP(BW,GH,GM,KE,LS,MW,MZ,NA,SD,SL,SZ,TZ,UG,ZM,ZW) ,EA(AM,AZ,,BY ,KG,KZ ,MD,RU,TJ, TM),
EP(AT,BE,BG,CH,CY,CZ,DE,DK,EE,ES,FI ,FR,GB,GR,HU, IE, IS, IT,LT,LU,LV,MC,NL,PL,PT,RO,SE,SI,SK,TR) ,OA(BF,
BJ,CF,CG,CI,CM,GA,GN,GQ,GW,ML,MR,NE, SN, TD, TG) ,AE,AG, AL, AM, AT, AU,AZ,,BA,BB,BG,BR,BW,BY,BZ,CA,CH,CN,CO,
CR,Cu,CZ,DE,DK,DM,DZ,EC,EE, EG,ES,FI,GB,GD,GE,GH,GM,HN,HR ,HU, ID, IL, IN, 1S,JP,KE,KG, KM,KN,KP,KR ,KZ, LA, L
C,LK,LR,LS,LT,LU,LV,LY,MA,MD,MG,MK,MN, MW, MX, MY ,MZ ,NA,NG,NI,NO,NZ,OM,PG,PH,PL,PT,RO,RS,RU,SC,SD, SE, SG
,SK,SL,SM,Sv,SY,TJ, T™, TN, TR, TT, TZ,UA, UG, US,UZ,VC, VN, ZA,ZM, ZW

(72)000 DOOOoOoOooobooooo
goooboboooooobobobooooooobobooooooobooooooooooooooon
goooo

(72) 000 OO0O0OO0O0ODOOOOOoOobooOOooo
ggoobobooooooboobobooooooobooooooboobooooooobooooooooon
ad

(72) D000 00000000
ggoooboboooooobobbooooooobobooooooboooboooooobobooooooooon

a
OOO0OO0(@O) 4C076 AA94 BB15 BB16 CCO1 DD37 DD45 DD46 DD60 EE16A EE17A
gooo oo EE18A EE19A EE22A EE23A EE24A EE25A EE26A EE30A EE31A EE37A
agooo oo EE48A EE49A FF32 (G4l

ooOO OO 4C086 AAO1 AA02 CBO9 MAO2 MAOS MA21 MAS5 NA12 ZA18



	biblio-graphic-data
	abstract
	claims
	description
	drawings
	search-report
	overflow

