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H 1 Bt AR G4 QL&A 60 B R A ¥ 37 W004/024728 (Glaxo

Group Ltd). PCT/EP2003/014867 (Glaxo Group Ltd)& PCT/EP2004/005494

14



200780009835. 1 oM P E10/32m)

(Glaxo Group Ltd) ¥ Fr/~FF ég AR &L,

B3E H AR AR 2h RAE ) BARE AR A AE T R AR A e 4L
4, KA RAREAEA MR My LA . Mi/M; R My/M; AR
WEAERLA . MYM/M; ARG 2 RA 91Le4h . BB AL 3 e94K
R O IEF RitE4E (B4, 244, CAS22254-24-6, VA
Atrovent #) % A4 E ) . RItik4E (Flde, 244, CAS 30286-75-0)
BorE it ie 4 (4o, 12104, CAS 136310-93-5, ¥A Spiriva #9 % #45 £ ).
B AR BT A AR ES (revatropate) (#l4e, FGREE, CAS
262586-79-8 ) 5 /&£ WO01/04118 F .~ F 49 LAS-34273. O k%25 694K
FoAe o4 g%k T (CAS 28797-61-7) « L AEARH (CAS
133099-04-4 2 5.2 B 35 CAS 133099-07-7, vA Enablex #9.% AR5 ),
B # A T (CAS 5633-20-5, vA Ditropan #9.% #R4§E ) . 4% F #utk (CAS
15793-40-5) . 45 ¥ & ( CAS 124937-51-5 /8 B 8L & CAS
124937-52-6, vA Detrol #9.2 #R-45%2 ) . R# 24 (Hl4e, B4, CAS
26095-59-0, vA Spasmomen #9.% A 4K & ) . #h 3] 4% (CAS 10405-02-4)
B & A ARE (solifenacin)  ( CAS 242478-37-1 3 IE 34 8% 2k CAS
242478-38-2, X 4% A YM-905, A Vesicare #9.% #R45E ) .

AeaEfamatH A £ B 4 ¥1F 60/487981 F T
X (XXI) #9144

A(H (XX1)

S
vl

R

fb, EEARBER A GREMKEAHANX (endo) ;

R 5 RV M 2 ik A SA 1-6 ANERR T o) H 4R 3 LA IRBI
B A 5.6 NEBTFHIHIEE . A 6-10 MNEJE T 49 R A A
-y Ak 2 A KA AR AR 4 AR T e AR Y

15
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RAB R AH AR 4 MR B T o BRI KA,

XREENRFHERFTELSNGASE T, XTUAZERRT A
B oEh. BRBRAR. RABARA T RAABARD T,

.35, Hl4o:

(3-1)-3-(2,2-=-2-"F o J T 35)-8,8-— F K -8- A5 =R [3.2.1]F &%
A

(3-1)-3-(2,2- = A T 2)-8,8-= F A 8- AS4 = IR [3.2.1]F i 1b
SUR

(3-7)-3-(2,2- =K K TH 5)-8,8- = F 2-8- RSH =3 [3.2.1]F %% 4-F
A RERER 3L

(3-71)-8,8- = F 2K-3-[2- K K -2-(2-"FEmp L) TH 2 -8- REF —3K[3.2.1]
Fh gl Ao/

(3-7)-8,8-= T H -3-[2-FK £ -2-(2-wbo ) T M 2L ]-8- AUEH = 2R [3.2.1]
FIIBIH

LeaEenfematsh A LB £ F) P 60/511009 F 2T 84
A (XXI) RN (XXID) #9464

Nl R / N /

A

ey HETRTFINAN (exo) 12F;

RYREAENBRFHELHTLELSNAE T, R TULRAERE TR,
B oEh. BRBRAR. RERBRARAR T KBRS F

R%5 R I Zihit A HaE R X BB A (SHKEH 1-6 MK
BF) A (8F -6 MERT) « ALK (&F 6-104
BETF) . BFRE (SR 5-6 MBTF) ANKOKAZRRT. &

16
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A (BH 6-10NMBT) ANKOEALET. FA. &
BB TR, BFARAETIRNRE 47K,

R*¥ ik § (C-Coftth. (Ci-Cr)iRsik. (C5-Cy) Ze3fkmik. (C-Cokiik
(C3-C) Rt (Cr-Co R (C-C R Im . F 5. &3 4. (C-Co
BE-SF A (C-Copih-Ze 3 & . -OR®. -CH,OR®. -CH,OH. -CN. -CF;.
-CH,O(CO)R*. -CO,RY. -CH,NH,. -CH,N(R")SO,R*. -SO,NR*)R™).
"CONR"R™). -CH,NR®COR™). -CH,N(R*)SO,(R*). -CH,NR*®*)COLR®).
-CH,N(R*®)CONH(R";

R¥ £ A(C-Colt ik . (Cr-Colt 2 (Cs-Cro) IRtk . (C-Co)lt 2 (C5-Cr)
A (C-Cotth-F 2. (C-Coplt -2 5 A

R (C-Copn k. (Ci-Cp)iRitih. (C5-CHZIRtmi. (C-Cobn ik
(C3-C)FR ik, (C-Co R (Cr-C sk, FA&. £F K. (C-Colx
B-FR. (C-Comth-F 3 4,

RY 5 R¥® I ik  H. (C-Coltth. (Ci-C)ERk. (C3-Cy)ZR 3R
WE . (C-Col 2 (Cy-Cr) 3Rt . (Cr-Co)$t 2 (C5-Cr) 2 SR 2 . (C1-Co)
TR (C-Coyl -2 T A, 635, Flde:

(R)-3-2-F BIL-2,2- =89 2- K- T HK)-8,8- = F 2L-8- A 85-— 3R
[3.2.1]5F koAb .

3-((M)-8- 5 2 -8- A2 -— IR [3.2.1]F-3-24)-2,2- = K K- A A,

(M)-8-F 2K-3-(2,2,2- Z KK -THA)-8-A4-—3K[3.2.1]F k%

3-((A)-8-F A -8- A Je-—3R[3.2.1]5F-3-2)-2,2- = F A -A BLAEe.

3-((M)-8-F Hh-8-A4-—IR[3.2.11F-3-5)-22- — KA -H L.

(M)-3-2-FHh-2,2- =K AK-T2K)-8,8- = F 2 -8-ASH-—IR[3.2.1]1F %%
A

(M)-3-2-FHh-22- = KA -TH)-8,8- = F 1 -8-RIH-—3R[3.2.1]F %
A

3-((H)-8-F 2 -8- A 4e-—3R[3.2.1]F-3-4)-2,2- =K H-H-1-BF .

N-TF 23-((R)-8-F 25-8- R4 - =3 [3.2.1]3F-3-2)-2,2- =K K -ABL
iz

17



200780009835. 1 oM P E13/32m

(R)-3-Q-R & FoLA-2,2-—F -2 3H)-8,8- = F #-8-FiH- =31
[3.2.1]F S rtt s |

1-F 2-3-[3-((M)-8-F A-8- A -3 [3.2.1]F-3-2)-2,2- = K I -R
2Rk

1- TA-3-[3-((H)-8-F 2h-8- R 2e- = 3R[3.2.1]5F-3- )2, 2- = K & - &
AWk

N-[3-((#))-8-F 2-8- A, Fe- = IR[3.2.1]5F-3-4)-2,2-— K - A K]- T Bt
figz |

N-[3-((H)-8-F 2 -8- A Z- =3 [3.2.115F-3-4)-2,2- = K HE- R A KT
BRI

3-((R)-8-F 2 -8- A A - IR[3.2.1]5F-3-2)-2,2- &2 - A

(M)-3-Q2-F3h-2,2- w2 - T H)-8,8-— F K -8- AdH-—3K[3.2.1]
F IR

N-[3-(()-8-TF A-8- A - 3R [3.2.1]5F -3-45)-2,2- = K k- R K |- K%

[3-((1)-8-F A -8- A Ze-—3R[3.2.1]F-3-2)-2,2- = F A - R &£ -k

N-[3-((M)-8-F 2-8- R Je-—IR[3.2.1]F-3-4)-2,2- =R A -A K] F 4
Bl . Fa/3%

(M)-3-{2,2- = K 3-[(1-F A -FBLERAL)- B ]- R 2K )-8,8- = F 2-8-
RS- IR [3.2.11F 8104,

F ARG AL A ) 69 1bdh .45

(R)-3-2-F & -2,2- =Ko 2- K- T AK)-8,8- = F 3L -8- A if- = 2K
[3.2.113F b atqedy .

(R)-3-Q-FH-22-— K AE-T#)-8,8-—F K- TSH-—3K[3.2.1]F &
B

(M)-3-(2-FLH-2,2- = K- T A)-8,8- = F -8- A 845- =3 [3.2.1]F %
IR

(71)-3-2-2 F B h-2,2- = F - T H)-8,8- = F AR -8-F55-—3([3.2.1]
F ).

18
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(R)-3-2-F2k-2,2- =23 - T H)-8,8-— F J-8- ih-—31[3.2.1]
Firaidh. Ao/

(M)-3-{2,2-=F K 3-[(1-F A -FBLARI)-2HL - R A }-8,8-— F &-8-
RS- —IR[3.2.11F Mg 1.

SiE RIS (ARA Hi-2RAERA ) iK% 489374 H)-
TR, BT FAME R R AN RA PR RS, R4
WA QI LB, Lo RABIEEMITAEY, PldoRiEine]. Eotiask.
K[LH77T. M R# (chloropheniramine) . % —AXIF4A# M a9 6045
2. E 4z (loratidine) . HFR F4E (desloratidine) « 4FIEARE . [ 3]
skl BIAXAFIT. REHIT. A®EBAE (levocetirizine) . IFERIFARZE
( fexofenadine ) B A& A%,

ik by h ) F AT T, AT, ERERTA
B HF%k.

ERLZ N FF F )@ —FRE A (11) ety L ARSI
SN A A RIF A B EMA MR, X R EHEEIBFOLIER Y
AN R BB A LR 32, B, Rekia s (FPF)
BB Y AL B AL, BTV H AR B R M AT B BT 4Y
LT —EMERIANBIRY AL RENNENEN ML E., ERLNY
) F) P oy @A —F R Z AN (11) /o469 £ A8 5 KA MAOA A 8
R AR MR R AT, ERRFHEFF O LA KT,

AER—F @@, RET—HEMAER, £+, X (1) 94
#H R 60,90- = #-170-[(2-7% 0 I) A ]-11B-F2 - 160- F &K -3-8AK-4£ &
1,4-Z - 1TB-BRAR PR BA S- AT B,

ALY — EHFT T, BET —FEHAETH, L+, X (D)
00k 24 ) R AR B A 6 K.

BALPG— FF XY, BET —HEHEHAEFH, L+, X (1)
HEEMA 1R SRR,

WO002/12265 5 W002/12266 .~ T X (1) 4bbdh, @iEBEA LY.
AT XA B Z A, XEF|ARX S WiFEHLE,
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AERY—F @, RET EXH#HEAGEHAEH, L#—-—F b
3-(4-{[6-({2R)-2-# 2-2-[4- K -3-(B F A F A CALRA) T ARG T
A RAE BRI,

AERA B —F @, BT EXREGHNRERN, L#—F s
3-(3-{[7-({2R)-2- & A -2-[4-# & -3-(Z T R)F AR LA RA) R AR A
)RR B

AL A —F &, BT EXHEGEHAEN, Li#t—F a4
4-{(1R)-2-[(6-{2-[(2,6-=RATF )R T EA} TRV RIA)-1- 2 LA} 2-(£ T
AR)VRE,

AEKPY R —FE, #/AET EXBEGEHIER, Hit—
4-{(1R)-2-[(6-{4-[3-(CRA R A BB A) R K] T A A} TA) & f&] 1-72
Ay 2-(BR TR,

AR H—F @, RAET EXREGEMAER, L#—F a4
N-[2-# A -5-[(1R)-1-2 K -2-[[2-4-[[QR)-2- £ A -2- R L AR AR KT
BIRCARPRA T BLAz,

RERH D —F &, BT EIRAGEHAEH, L#H—Fad
N-{2-[4-3-F K -4-F AR RARKIT K -2- 2 5-2-8-F 4K -2(1H)-"%
WhBR-5-2) LAz

AEPY A —F @, BT EXBRGHHAEH, Lit— *ﬁ@
5-[(R)-2-(2-{4-[4-Q-F A 2-F A -RAA)- KA RAT- KA THREL)-1-
- -8-FF A - 1H-"Eok-2-FR .

A —Fr R E AN (11) o) £ YA MK ST AR 44w
W094/21229 5 W098/34596 FaTr 94 % B 7 ik k4l &, E—A %
FRF, TRBIEHEASR ARG R CBEHBARHARLSMHEER
R ATILER B, RERB AT HSR N SN G L ks
W E N

X R T VAR IR P AT, e R R 693E, ISR AT AR 2 4 A
PP dt A . AT VAE A Pt ) 9k 698 A .35 HFA 134a 5 HFA
227, RAHIHMREMHNOSEHEGRT FNHFTALEEER EF Fi5

?&ﬂ?
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60/533172 ("Medicinal Compositions and Method for the Preparation
Thereof", Capecchi % A)5 60/613063 ("Medicinal Aerosol Formulations
and Methods of Synthesizing Ingredients Therefor", Bechtold % A)¥ %21,
X PN NTF TN LE,

£ £ B FH FiE 60/533172 F K 69 RA MG T B A B A 9
REGHA. RT RATAR 6 oMM, CEBIAALLECHALE
AR G RE R EEA R, ERABAR EAHF T, EAREH
e 5, Bl TRANFTEMIIART RN IES, CLRBETRS
4935 OH R 3% 2K F) BRAb 2k S BuAG 6942 2 AR 38 3% A ) s ifrie 2 (453w,
LoRg) MERERRAGITEAMBRE. —F &, ZREFERET TR
A2, BAFRB A MK IR AL 3 B 2RI RILBAT A 5 4 &
9 NN AR ( TBLARRILBEIL ) Bbiced) & 69 R AT 10 %.
KT S5 % REKT1 % H—F8, ZREFELEBET TROFZE,
AT R R KR ILBR R LA 0 B AR B IR R AT A M 5 41 & 49
NN-I R ( TBRARIRFLBLAL ) BbAR e Z 692 Rk HIKTF 10 %.
KT 5% FAKT 1 %. Tohild it 4otz i3k (NMR) Ro&AD & k-
(LC-MS) #4FHGAT T ik R A EARRL IR FUBR R BLAT 5 B SR 44
IR AT A M e85 E .

TN AL P 38 A8 5 JE A4 ) B A B 6 ) ) B 7R A A AL 84
BF A MR Y B, Ak, RA &AW R MR T I
) 64 E 697 B A A 0.0025 %-3 %EE. LH 001 %05 %EE
to. EAH 0.05%02%EEL.

ks (Blde, fAALE) ) BB NEZAN T RACEAFH L H
RNITER GG 25 &, Bz T 100 fok, FHEMAKT 20 #ok, B
Mk BLATCE A 1-10 #0KR (Blde 1-5 80K ) 89 MMAD (R P45 A3
FHAR) .

KA A G A AL AT T4 & E49 0.005-10 %EZk. 4
£ 0.005-5 %E Eb. L 0.01-1.0%EELei B4,

R BYIT R THEFTEE. FEXREENEHERZHERKTALG 4
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BT . AR F BB T RA S5 R, 2R 6 B ARBAL E4
BABRE, RABRATRFTEMGPE., SKEAAN, 8o FEFF
A R — AR ) BT AR, \éﬁﬁﬁl)ﬂz WA, EATH—AXS
K, BldefER 1-8 K, FlHefER K1, 2. 34T,

ETHENEDRNE, #&a‘%ﬁa%éézﬁﬁﬁ/i, KX (1) =T A 6l
4w 25-800 £ &, 1AM B A 520 £ 4, AW CH 10-50 £ 4.

AW, BT EBRAARGENAEFHESHA 100, 160 K 240
HREER T HM.

sk EHF X ¥, RAE—eHR4HH, #l0 1,1,1,2-0 8 TIK
1,1,1,2,3,33-k - EAK, ETHA 1,1,1,2-9 5 TH.

AR BA R A RAA T 5| R ARELEEMRAG RS, LT
ﬁ%ﬁﬁﬁ | K _ER4A45 CCLF. CCl,F, & CF;CCl ¢ &R AR %

FZ, JIHA T AN AR FELMMEGIER], Blde, doRIE.
ETI., T, RIEAFRILGOFIRE, Rio T B ZIr KB K,
*“ﬁxiﬂz A ZE 50 %E eyt =T vA /\iﬂzu 1-30 %E ZLEGIELRIZE

L A2R, R AR ERSFEL MALF G RIF] . EEREF P, A
W, 61,48 K, iE B H KA T AR bt %ﬁ%imﬁ%%

ok EE, TAMNBRL A H T FRNEAER] @45, Flde, do
LBE, FRBEE. ABEAELRESME C,- 6%%%’&275@% S 7 3, K
LB, —f, REZVE (Fl4e, 0.05-3.0%E L) a9 MAER, 1%
AL S NEZIHETRAFTEMEHY. FFHNERSART 1 %
FE, Blae K% 0.1 %EZRAMEAER] . ARE B 6B F AL A K
A b REMMAER), Bldo, ToABiLdeBo & A 9 F50F 5 0327777 F
FIT 34 8 75 i 0 Z AR,

JEBFPAFR G E3 7 NP, FIFITUARKERS: 1) L MBAEA,
Blde, #hom RILTF AR, ETIH. FTH. RIS, FRIGIEFEE
Koo —FEEG) IR ABRE; 2) FAR@DEMNA, Flae, HER. TPEERE

B KK LA = W ERES; Ao/ 3) RHHH RS, Blde, e TEZH
BER, EARLAF, KiE “ARERS” 28U LRGSR T AR 49

22
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THIE,

AERH R TAMEZ AR — R E LB AFFARRT A
1R EE R, XRERA RS QIR T AAEER . B, S
F . WEBALF) . KEALF ﬁ!—"/@f'l

KR Y BB 4o €2 381K 64 &y B 1R Ao 40 A TR 2 6L 4 FIT iR AR,
eo:a kol bl

AEPY R —FHT NABFHARE, BZ5EF w? 2 AL LYot
FABRSIHENES, Bllo Bl ¥R LXMEHAFRGEZERN

RiZ “TEBRANER” 3 MDI 48 (L1648, & £ 5693018 RAL T 318 F
HEIFEEREA, MDI 2% 60iE4E 67 mAEKE (channelling
device) . S 843) RAER F 38, Fldo, RIR3) 8RR 422K B 4EHK 4
iBil, BT ARLZAEEHETRAAHEREEI|RAYIERD T

( 4v=Z "% 3K 34 25 (mouthpiece actuator) ) . |

MDI 2 — % 8,35 5895 2 ZAEFT A 69 04 F) 69 SR B R 5B, ) do B8
HRLER B AR B BB AR, R LB 54N, 42 RS2 E B (TR
fEAHTARALL IR, IR RE A/ R BARE) . (Blde, ZEIIAN
W096/32099 154 A%, H&, HHyRHNA L@ AELLE —FFRZS
A BB RS MIKSIE R — T RS RBREMRE ) , EHEENA
BRI, HIET AR F IR, Bk E RN AR (crimping) K
B 8 E, X 2R e MDI T8 T RAURE 7 0% (Flde, A0, EX
47 Byron & WO096/32099 ) #|&. ik, #EfeA 544, L+, %
M FRAL TG A, HATE e AE S a9l B K1,

AREP—/NF#HH T, AL EARDRA SRARESM, KL
i HERBESMEESRBESMG RS, KR H —FHhF X P,
BN EATAA B ALK (PTFE) 5 R& A (PES) #RAK S
Y. KEPAH —F#7 KT, EOENEBEARBOEREDRTH
(PTFE) 5 & B (PES) ¢ RARKASMY.

A PR 6 ) 7 BT VA L BRS04 ) o iR B AL IR A e [ R B A AR,
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EHTATAFRA, LA AEMEA FT.

T E R A AR BHEEE T EAFH, BT AN E A R
Yo A F) B L RS, BB T VA LAEE—FF A E A AR, de, AREBE
RO, 8 THAMK. 2 THEMK. EPDM K. 28T %Ak
IEAMIE . TABBREATHR., AE R MNA AT AN fe g £ &
FRAM, £ 5 F 4ok B Valois (#l4=, DF10. DF30. DF60). Bespak plc,
UK( %) 4, BK300. BK357) & 3M-Neotechnic Ltd, UK( #) 4= ,
Spraymiser™),

HEFF ZH#F XF, MDI T A5 e dl—RiE A, 52 Rk
FRA T AFE4% MDI ¢99r 6K, A LB 44 6119853.6179 118,
6315112, 6352152, 6390291. 6679 374 F 4L ehARk, VAR F|Et
AL, Blhefa RIRFAEZE 5] 6360 739 & 6431 168 442 a9A0sk,

AEPHFN TR TERELERGT RSB HS T, HX
(1) 89 HAK (1) HGEMARAEMERES Y E|SE R E T eIt
Flb kA&, X —A IR I A )R A A T AT

RE A4 7 —7 & Q&% BT iR 64 %) 7 4 A\ MDI l*] 07 ik,

TVAE R M A ERE AR BERAR TR EAHRTA
FH iR EMBHERMEOEAMGFLZ &, Ak, e, £—FFX
%ﬁ%i?ﬁ%# ¥ 2 R BB 44 LR R T 4R, %&ﬁw%m
NEAEE ( charge vessel ) , AR /E A ¥R eg Yot 718 13 Z A A
%ﬁEA% BY, SAFR@DEMLN QRIS F —A, EHEN
iﬁi#ﬂ%ﬁﬁ%z AR TR, KB MR R R G KRR
SEFRBAI P,

ETRFORESRY, ERBAEUARFFNRELGEHRT,
B h| R 6 F XA B A8, RABEH L ERALTEE L,

B, 3T A TR BHGRR, sSHERAANELEE S, ANTH
By, FENEFHA, AFEAEN,

BT RA A RBIFA BT TBNELAZLH, 25 RH
AR A IE R T A6 5| RIERK E.,
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7T 18 i RAR IR A AN R #de 9 R M AL A5 910 5
BIERe s 5T, Rk, Flde, EFSBKBERE, TV
i@ i HPLC 547 MU A AL A M. T AR RiXEe . Wi 144
1% (HARIBFHHFHHEAEE) . FNEHFILHLE (BRI 6 F MR
) BR T AT 8 L E E AT AR R IRAF M IEAE IR

ST 38 i e W B AL R A I X AE & RAE S F ALK B AR L A 44
AFR A FL 4. BHAN T ERA L AE RIK T RIELERFSE, &
I XA HF AR B TRAN B AL SRR E. X EATHLEY
“M K AE & RAE 4088 & 45 , 2 4o European Pharmacopoeia, Section 2.9.18,
5" edition "Preparations for Inhalation, Apparatus D"FT . 3 #4 Ao /B BN 44
A EFFABRGME ., XERREB T FAFTA G TRATK .
— AR E TBRANK AT RRRAR BN, M
AAE R LR e g H BB 7k, BRBSHAEREME 3-5 0 (=
AHNFHEAEA 1.1-47 pm) KEHZFMERSNE, VAFKRIES) ik i% 64
EHERSHEENETORERT. RPN REAENEEARY . AoE
BRAE W LR, mBEGMEATT T € S4E A 69 B 68 1A
B o2 2 B,

T EBNEBOTABERIBFH R R4 SR ETLEHEHHMD,
Blde, BRHA 10-5000 £ 56954,

ARG R TERBE. TEREENEM R ERRTAG
G IT . AR T EEROA T RANFE 5K, A B IRBAL Y
BAHIME, RERRTRATERGPIE. BIRESM G, B4 FHF
BT T — R B R AR R R e R &, A, T A —
RRZ R, R 18K, FlmBERF 1. 2. 3X4TF.

HEC M ESENR EFTEARTIRGBEARAR T HRREHRF
49,

AL A —F @ AN (1) EHITNEREMGIER, B4,
B iR AR K AR AR AR AR £ (RDS) %R4R%E FPF RV 4 &
— M) T,
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EHA VB BT GRAEZR BT, RIELY FEE, £ <8
47 BRARN, TEMAHOEMENERITRI—LEHK, 2THR
AT HEHEH AT RE—AERR TR,

LR E S E DL L

itk &9 HE (DTU) 895 & F 3%
RKEAEFKRERLE (FAHAARELN 500 ml 4B+ ) , ARiREH
20 L/min. Z A Ao LJE, f&£ DTU MRAT, fEIRBE &4 T H N KX &5
%2 B, 3tFik &R et e X, A B3R E B 3h MDI2 K,
AMKIR) B B 4 KRR, ERARIBSHZIAEFHRE. AAHZIK
EEBIE 2 RMRERS), AMAIRFZ A EENIRE. A EREG I
B b I R E, AFEN HPLC 5478 A KER o T k. *TFi&
&A% R 25 R 0T E9 MK, 5 9NBEZh MDI 48 K k4, f£FRIKZ)Z 18 4%
k& . RERAFHMXIRH EFIK3) MDI 4 K kiHAE, REAFZIK
EEBINE 2 RMKIES), AERRIRAZEIZHIEE. A ERRGH
B K B E B, A EH HPLC 54T I E 7 B 69 7F ik,
RELRA 10 MREEREIER 6 F44 5 4 RaT ey T 344

Andersen I X 38 HIAF S (ACI) #9F & TR

F Bt Andersen M X4& & I 8 Mark IT ( ACI) 1% & Ak 4 28.3
L/min. Z£F &AW, AMKIESHE BFHIRE 4K, EFRRIEHZE
Bk E. B ACLEBIKES 5-20 kI, IFHF ACI F FHiEE69EA
A IRABRIRFTA 698 R i . KR s k4T R AL HPLC 4047 .

MR A4

M XA 4o F

ot A, 60,90 F-170-[(2-k A R]-11B-7 % -160- F 4-3-
BAR A & -1 4- =W 1TB-FAK I BR S- A, T &%,
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1ot B, N-[2-#2 3 -5-[(1R)-1-# £ -2-[[2-4-[[(2R)-2-$ £ -2-FK T ]
FAFR TR TARIRAF Bk,

a4 C, 3-(4-{[6-({QR)-2-#I-2-[4-# K- 3-(HFF L) KA T A}
A TARL T A) KA B,

ot D, 4-{(1R)-2-[(6-{2-[2,6- =R F )R] AL TH)FAHK]-1-
# KV 2-(BTF AR)KB,

a4 E, N-{2-[4-(3-FHK-4-F SRR EH R T }-2- 42 K-2-8-
#2521 H)-"SopRBR-5-2K) TR

L) 1
o4 A, MDI, 25 ug/383), 60 KIEZ)
B EOIEHH A RS B RENR A R BB A A EEE,
Fr ot F) A& 2 KE9-60 °C, FEAZEZLFZEEZE V-30°C, AL ER
A BB RY—F. WM FAF)E Y -50°C., MAE RS BHES,
AN 13013 g4 X (11) 1La-4 69 A A8 5o R A48 B 485t T P st
F10.1 %EZ e RE, BN 0.4294 g 6a,90-= #-170-[(2-7k " 2 2L)
F)-11B-#Z K -160-F HK-3-FAR-HEE -1,4- M- 17B-AAKRFZ L S-7F B4y
Ko REMNF|REGLEQIMFFLEL T EH 1299 g 49 HFA 134a,
A BRI B4 R . vAK 24 3000 rpm RS B R K 15
S4Y. EHA MDILR&ZAT, HAREFEE A KL-60 °C. R ALK
Mﬁuké%ﬁﬁ?ﬁo@@ﬁ%@%%%%%%ﬁ%%i%ﬁi?%
B iff 7.3 g HFA 134a. = BP4% Valois DF60 Mark 66 7% & T4 £, %
AL G LR KRS 100 XIRE), AREL4FHRETIR,
75“]13&“%% 2 RCRIE AR, VAR S EAA R TAE,
RT AEHFH AKX (1) A DAEZHERESMZ I, BB EL
0 — AR F5 18 H) & AR 7 MR 69 2T bo ) F)

RE—H M. 4”(/'\5th MDI, HFA 134a, 25 pg/383h, 60 KIE3)
A1 B TR BB EBBHOEF A E, QERAFHELER
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BT 697 . 254049 B ARt B 2 22.5 ng/BEsh( 1R 10 %4933 B AR ).

%1
IAEBERF |01 %EEGX (1) WESD
AT44 66 % 98 %
12 A 72 % 98 %
JE 40 °C/75 Yotz iR

R2EFENNZHLA, QFRAITIELERE O ET (%8S
AR A, n=20) .
A2

TAEEERT |01 %EZTHHX (11) 9REY
AL b 7.5 % 4.4 %

12 7 8.1% 4.3 %

& 40 °C/75 Yot 2t iR B

Bz /eSS A, MDI, HFA 134a, 25 ug/3K3h, 60 RIXZ)
A 3 R70A 25 ug EHF B AR E SRk T e ka4 (FPF) .

%3

FeABERA | 01 %TEHX (1D 9REH
A4S 17 % 24 %

12 J 16 % 22%

F£ 40°C/75 %eAB Rt I5 B

VA KA F7 ik ) B R IR AR A A A S Bl 7
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AN O IEi

L) 2
4&/—\% A BiA A4 B, MDI, 25/10 ug/383h, 60 KIEF)

K QL IEWH A iRA Bt RE4ANBL A 22 B F IR o b B 2
Bt ) A % E K 25-60 °C. ¥BeAtR A A EZE ) -30°C, /m/\wm
HAE B RO —F, ERHENKDE V50 °C. MAERAS BT,
MmN 1.0379 g K N (11) &6 2 YA S T A48 B 48T T bt
F10.1 %EZLARAE, LB Hm N 0.3564 g 60,90-= #-170-[(2-"R "B 2)
A)-11B-2 2160 F H-3- B -1,4- - 17p-AAR BB S-#F Ba
AF0.1539 g N-[2-Z2 K -5-[(1R)-1-Z2-2-[[2-4-[[ QR)-2- & K -2- K T AR
g]zﬁ;ﬁ‘&] LHRJERICAPRRIF B K. RJE A N2 6 4 6 Y0 7
AZEEFTEAH 1033 gt HFA 134a, FHnsSvAARMNFIA 4 K.
VA kéﬁ 3000 rpm A BIF R KL 15 547, A A MDIR&Z A, Atk

HFREAHKLY-60 °C, BAEARNRELZZ RHP AT S, 92 8E
SRR AR A T MR A E F B 4F 7.3 g HFA 134a. 2 BP % Valois
DF60 Mark 66 B & -F4 L, A, RFE &L LR KR 100
KR, REFHFNARETER, FMRTE 2 LREHL, LAKREZEES
B TAE,

BT ARG F F AR (1) EWiEHEREMZ I, R EL
) — ﬂx$ﬂL.% & RAF A E MR 64 33tk 4 R

A E—M. e A B E4 B, MDI, HFA 134a, 25/10 pg/3R3h,
60 K IK 3

A4 BT RBANHEMGETHF T, QA FHESL
RET 7 &

14 B &9 B ARdr B £2 8.5 ng (MRE 15 %IRH EFAAr) .

ot A 8 B Ardir il & 22.5 ng (R 10 %IR3) B4R )
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# 4
o4 B A e A Re
FekEm (|01 %EZHAX (1) || R4A@ (0.1 %EZeyX (11)
& R EHRF |RAY
ALH4 71 % 98 % 63 % 107 %
12 73 % 99 % 62 % 110 %
A& 40 °C/75 %A
xR

ASETENHENTI, QHEEATHEELERTHHE (% 485
WA, n=20) .

&5
b B RA HaM A Re
FAEImE 01 %EZRAX() || F4EH |01 %EZX (1)
el KR EHA RS Y
AL 4 11.8% 58% 11.7% 2.6 %
12 A 10.3 % 6.1 % 9.6 % 2.1 %
12 40°C/75 %
A2t IR

WAL AL A BRe4Ee4h B, MDI, HFA 134a, 25 ug/383h, 60
RORTUERNZEAF (STHEMB A 10pg, sTTHEHAN
25 ug) ¥ AT ALK
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£ 6
o4 B Aa o A B
A EEm |01 %ETHRHX FekE (0.1 %EEE
gl (I1) #RAEH A X ) 8 KeH
ALdh 20 % 25% 18 % 32 %
12 A 21 % 26 % 18 % 35 %
FE 40°C/75 %
AT IR A

VA EANGG 7 ik %) G RE IR AR R A AR TS 5
o104 ) F)

E ) 3
o4 A BRA4kE4 C, MDI, 25/12.5 png/3K3h, 60 KIEZ)

Rl A A B RA B0 N AR BT 5 25 B A IR 28 AR 04 4 5
. BIst R Ak EKL-60°C. BFRAZEZALSAEAEZEV-30°C, Aurnt
HEISFE B RY—F ., AEWHH AR E V50 °C. MAERAEZE
i, AN 1.8037 g & X (1) /oM minstt Ko, e
0.5944 g 6a,90- = #-17a-[(2-"k A A)-11B-F K -160- F &K -3-A4K-
M -1,4- M- 17B- A ZBR S-20F Bt A & 03786 g 3-(4-{[6-({(2R)-2-
FoR-2-[4-FI-3-(A T R)- R RA) SRR T A) KBt m K.
RIGANFI RIS AZEETEH 1797 g ¢9 HFA 134a, FFF%
BB VAHRANFTA G A . vA K 3000 rpm RSB F R KL 15 947,
B R MDI X &Z 7T, ARB|FRE A KL9-60 °C, FEIA LI A# L
ELHBAETET. QL ARECMAREN R AHTNEAETEDIFT3
g HFA 134a. = BP4% Valois DF60 Mark 66 B & T4 £, F A&, %3t
FANEREEERBERY 100 KB, REEHHAREFTRE, KR
B2 KRIEH, AR E B TAE,

BT AE& A P AKX (1) AEMAEERSMZIN, 2B EX
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g — R AB A )& 2R & E MR AT A AL

FlF—F M e A BESAS C, MDI, HFA 134a, 25/12.5 ug/iK
), 60 KX

A7 R FBLRFH B REHYAGE PR E, CHERATIEELE
8 =
ot C o B Arrd £ 113 ug (B 10 %IEF) AR ) .
a4 A B ARHE E 2 22.5 pg (RE 10 %R B ) .
A7
a4 C R et A BRa
e EE (01 %EBLHX Aok (0.1 %E B
& A (1) 894 AR | X (D #9REY
ALA 80 % 96 % 75 % 101 %
12 /A 90 % 112 % 76 % 107 %
12 40 °C/75 %
A2 IR B

% 8 R TEANFEHTAL, QLIIEF T4 54 R H T (% 495
ARERBE, n=20) .

#.8
b1 C ARA bt A R
IeRE (01 %EFTHAX T4k E (0.1 %EEEY
&R (1) &% e% FHA X () R
AL4b 6.9 % 3.9% 72 % 3.6 %
12 A 10.0 % 4.3 % 9.9 % 3.6 %
FE 40 °C/75 %
a5t i8 E
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WA H b A BEA4E4 C, MDI, HFA 134a, 25/12.5 pg /383,
60 K IR =}

AORTUEREZBA (3FF1LEM C H 125 ug, T Fed A
4 25 ng) 898 M AR T 4L (FPF) .

9
o4 C By ot A Ra
A ERE 0.1 %ETHG K AeAE (0.1 %EELEY
el (I1) ¢4R &M A (XD 8RS
A4 14 % 28 % 11 % 21 %
12 J 21 % 25 % 16 % 20 %
AE 40°C/75 %
AT IR B
315 4

A4 A <1044 D, MDI 100/100 peg/383h, 60 KIXF)

L@ A BB RS B0 R AR B AT B 35 RO AU IR 4B A i A
B HIS A A A EKL-60°C, HBAARELSAEEZE V30°C, A
FAAFEEH KRG —F, I HLF|ZE V50 °C. MARSHHE
i, MmN 43119 g A X (1) 1Lemey A A anRedm, HMEmA
5.6562 g 60,90-= #-17a-[(2-"k K ) A ]-11B-F K -160- F A -3-A4K-
G144 W -1TB-A K E R OS- AT B KA 9000 g
4-{(1R)-2-[(6-{2-[(2,6- —RAFHR)AJ L RKL Y TR RA-1-B LR -2(BF
AR R, REMWMANF| LA HEE TS 4294 g 49 HFA
134a, FFHREBVAHRMNIIA K. vAKE 3000 rpm BAEiF R
K25 15 o4F. ﬁﬁﬁN@h&%(M,%%%lmﬁﬁk%éOT 1)
AR EZE LR ATE. O RAREWRENBEEALS LN
WA EF B 4F 7.3 gHFA 134a. 2 BP 4% Bespak BK357930MT WX & T4
b, FAi, RITEAMEEEEREKRY 100 RIS, REEE F R
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v 2E29/321

A=A
é—i/m,

Al —F M e A BES1LES M D, HFA 134a MDI 100/100 pe/38 3,

FEMARPE R 2 KR, VAR S E A TAE,

60 K IR )

%10 2718

&

IR ) K ik 1% 4 %

e D &9 B ARET E Z & 90 g (R
b A 8 B ARsr il 22 90 ng (B 10 %IE3h BwAr ) .

% 10

SEEELE R

10 %3Kzh 250 AR )

1A D R

e A R

0.1 %EZtkey X (1) 895K 44%

01%E Ty (I1) HER LY

ALd4 101 % 106 %
12 J 104 % 111 %
A& 40°C/75 %
AR IR

1 BFEANFEH TN, OIBERNGTE54 R (% TR

/TEJ}E_I.) n:20) °
% 11
A D R4 bt A RA
0.1 %EZtyX (1) 984 Y (0.1 %EZ s X (1) YELSY

ALAS 2.5% 2.6%

12 A 3.1 % 2.3%
A 40°C/75 %

BRI A

A4 b A BEALEeY D, HFA 134a, MDI 100/100 ug/38 5,
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200780009835. 1 oM P E30/32m

60 R IXZh
A DR ETUEREBAF (35T D H 100 pg, T4 A
2100 pg) 498 AT AL 454 (FPF) .

A 12
e D Ay WA A R
0.1 %E X (1) 89REY |01 %E T (1) 9 REH
A4 32% 21 %
12 A 27 % 19 %
££ 40°C/75 % #8
;IR A
L) S

ot A B A4 E, MDI 100/50 pe/383h, 60 K IR 3

R B WA AE) IR B0 AR BT 5 35 B AU IR 4 AR B B TR R
B, B A bk EKH-60°C. BRMARBLAZZE V30°C, A
BRI R E KLY —F . EPRHF L) ZE)-50 °C. A RS BE
5, FaN 37025 g A X (1) ey AT Red, BN
2.4286 g 60,90- = #-17a-[(2-"k " H L) R]-11B-Z XK -16a- F A -3-AAX-
M -1, 4- W -17B-FARZBR S- 2 F B A& 6.9699 g N-{2-[4-(3-F 2 -4-
AR IR A KA K -2-2 K 2-(8-F2 A 2(1 H)-"B R BR-5- 31 ) T B Ay
Ao REIANF|EGEN(PHFNEEZEETEH 3691 g 69 HFA 134a, F
HRR B RANITA 9 K. vAKEY 3000 rpm BASBF R KLY 15
S4F. I MDIEE&Z AT, HfREIFBE A K2-60°C. A TN
A IZE BHPAAETE. MARARSMARENBEAANFINAALETE
B 4% 7.3 g HFA 134a. = BP4% Bespak BK357930MT FK & F4E L, %
B, R EE LR RY 100 A 383)., REEEFARETR,
FMKPE T 2 K RIE A, VARRRIR S A M T A,
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i

ME—EM: b E BRSNS A, MDI 100/50 pg/383), 60 RIXF)

£ 13 BT
R

64 E &9 B AR & & 90 pg (B 10 %IX 3 &
o4 A B ARi & 45 pg (MRE 10 %I 3 35

WA R iRE e ST HH £

#.13

QIEE AT 54

LAR

WLAR

) .
) .

e E R

Wa A A

0.1 %E ey X (1) R EY

0.1 %EZLey X (1) e9REeH

ALds 104 % 104 %
12 /) 106 % 109 %
F£ 40 °C/75 %48
XTIR

2 14 BTENF T, QIFERAHFLELE R (% FsTi74

1B %, n=20) .
% 14
et E o o A B
0.1 %EZeh X (I1) hR4LY |01 %EZ X (1) 9 R4E4
ALhs 2.6 % 2.7%
12 A 1.8 % 1.6 %
AE 40 °C/75 YoAB AT
S

WA T ot A BEALASY E, MDI 100/50 ug/383h, 60 K IKF)

& 15 BFVA

A 50ug) 49E D

&}i/%& i~ \5/3 1%[(7}_1‘
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ERE AR (5 F1s4 D A 100 pg, *FF1e4 A
>%% (FPF) .

B FE31/32m;
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& 15
A E Mo et A e
0.1 %EZHX (I HWESY (0.1 %X (1) #REY
AL A4 26 % 23 %
12 A 28 % 22 %
FE 40 °C/75 Y%ta st
R

VA KA F7 ik B R R R K A MAR SRS 5
g1~ a4 41 .

HEAVAA, XEHIEEWRAR T, MESF FOLEpianniEeoym
W REIE m A EARST TR AREAEY 01 %EFLL, BiLR#E
#17% = 5 FPF 32 Jn,

KPR AERELRET, QHMAFER T MARL NG £ AT R
ST EEANFF TR .
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i B B W HE

F1/3)

AW A, WSug BiF

4B, %10ug B

120

—— &M E (HFA134a)

[

-« FPF (HFA134a)

100
/‘// o &HE (HFA227ea)
80 —~a- FPF (HFA227ea )
I
60
— - T A
40 _gﬁ/-:f-_ ______________ L T T ”y
20 &
L
0 . . ; . ,
0.00 0.02 004 006 008 0.0 0.12
A HiaE RS WA (%ww)
120
—— &M & (HFA134a)
100 A -o- FPF (HFA134a)
6 )‘\./ I —o & ME (HFA227ea)
—a- FPF (HFA227ea)
{
60
40 T
,\‘;3;““-’— ........... ormrmemem T T &
20 ¢
0 , , . : :
0.00 0.02 004 006 008 0.0 0.12

A RSB R AW IRE (Ywiw)

A 2
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W B W H2/30

ot A, W25 pg B A5

£t C, W25ug BAF

-o- FPF (HFA134a)

—a— &M E (HFA227ea)
—a- FPF (HFA227ea )

—— &M & (HFA134a)

-o- FPF (HFA134a)
—+— ¥ ME (HFA227ea)

—5- FPF (HFA227ea )

120
100 =
P ——
80 -4~
4
60
o ’A— T . e o
40 — = &
P e N S <
Iﬂ{
20 &
o] T T T T —r-
0.00 0.02 0.04 0.06 0.08 0.10 0.12
L WAAEHREWEGRE (%wiw)
120
100 +-
1//;><:><v
A
80
60
{
B o st T ind
40 '//'S\'O- 2 — T e aae PURSERS &
20 ¥
0 T T T T T
0.00 0.02 0.04 0.06 0.08 0.10

A AR MRS o KA (%wiw)

A 4
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W B W H3/30

A A, %25ug B AF

120

—— &M & (HFA134a)
-+ FPF (HFA134a)

- T>.<b—<1
80

—— &M & (HFA227ea)

olf

—a- FPF (HFA227ea )

40 e = — =3
[ e PUNRS
/
v
20 ¥
4
0 - : : : —
000 002 004 006 008  0.10

A WAAEHERE W RE (%wiw)

B 5
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