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(57) Abstract: A dry powder particle for pulmonary delivery, comprising an active agent, phospholipid, and other pharmaceutically
acceptable excipients. A mass median acrodynamic diameter of the particle is less than 5 microns, a volume median geometric diameter
thereof is less than 5 microns, and the active agent mass accounts for more than 85% of the total mass of the particles. The particles
have a high drug loading capacity and have higher pulmonary delivery efficiency, and can be used for inhalation therapy of pulmonary

diseases.
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[V NS AR 25 S5l J 24 e e v 1 e #E4T APSD )it

¥ APSD & 2% /3 A5 45 % N CITDAS version 3.10 ¥} (COPLEY) 78! FPF (<
Sum) « MMAD. GSD %{f. Jlit&s %k 2

X2 WNTH a-f ) APSD 451

60L/min a b c d e f
FPD<sym (mg) 8.846 6.036 6.381 9.024 10.832 9.65
ED (mg) 18.245 16.890 18.080 17.738 18.674 19.72
FPF(<5um),% 48.5% 35.7% 35.3% 50.9% 58.0% 48.9%
(EL EDD
MMAD (pm) 4.0 4.6 4.2 3.9 3.6 4.2
GSD 1.7 1.7 1.8 1.7 1.7 1.6
30L/min a b c d e f
FPD<sum (mg) 8.711 4.940 7.526 7.967 11.304 9.88
ED (mg) 16.101 13.348 18.560 15.544 16.47 16.61
FPF(<5um),% 54.1% 37.0% 40.5% 51.3% 68.6% 59.5%
(EL EDD
MMAD (pm) 4.2 5.0 4.4 4.1 2.7 4.1
GSD 1.6 1.7 1.7 1.6 1.6 1.5

& 2 TTLAEH, WATH a-f ) MMAD ¥ T Sum, BB 05 7 I3 UiAR,
I HL & SRt 230 A B0= H) FPE A1 ED AU, 1 W1 HL s 18 e 8 s[RI, &5t
#iI7E 60L/min A1 30L/min it 4 F F ¥ FPD. ED WWEEE T 1, iEHARA RN THE
RLI)ZS S8 J3 5 R M AR T U, R B iR B I R B 7 SO AR s e, SR AR
IS, AR 3 il f D e 2 A ) 8

KIS 6 WA T8 LR 2
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FLAEI 2 R SYMPATEC R e A, SR dbar 73 8UE s, RAREIR LK 3.

3 AN a-f B LDRAR I E 45 2%

U= a b C d e f
X50(um) 3.06 3.11 3.18 2.90 2.09 2.49
X90(um) 6.29 5.97 10.06 5.13 3.86 4.43

SEHER] 7 WA TR BB

B (EEN m) RN REEEIANER T, REREERRIERTAL
(RABERZE N v, Eidp = m/ it ERREE, FHRILFE 4.

T4 WATH a. o e IOIRIET FEIIE &5

U= a C e f

EJE (gem®) 0.38 0.33 0.41 0.42

T 8 AT R SR

A R R X TR ATA A (XRDD, X BRHZG RIS ] 1t R A0 E , 25 2R LK
1o AT ATBCE H, TN TRr a sR 2l R 2B Bz

LR 9 BATRESHE

TEAWER M 28 (SEMD X SEitf] 1 KM T a 7 0WE, BS
ZRILIE 20 B 2w DUE I THr a A RS BRIES, Damky], e
T R A o il /N RURE 2 18] PR A re A it i vt UL ) 7 i MEA RS E 1 I S it 5 1
RG] —E WATHr a FER IR S AN b, IE BT 2 AL 9B ess, 2
I RRAR ORORLZ R B IR, s I AR R RS P, SERE R 2 BTN
T b AL R UL 3, BRI BARGL, & 4 R SChEs] 3 B ATH e JEANEIE
FEAORTRL, i B B 259 iAo
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Lol Tl 836 35 () 25 WD 25 00 s Tk 245 WD 255 A 0 5 JORE » TS R A, 25 Vi P 7
NG S AR 2 2 BT e, FURMIEAE T PP IR MO ¥ 5T B rh (2 R B 2 B
T 5 0cK, ARAE T EAR /N T 5 30K, IF VS PRI 5T & i ROhE S BT B ) 85% LA .

2ARMEAANEL R 1 IR MA Y, Horh Pk Uk R 50 2 8 0.01-0.6 g/em’,
ik 0. 1-0.5 g/em’s

3ARABEBCRER 1 82 Frik 2G4, Hordr, Brid st B A i 1 5L % AR e iR
B(DSPC) A A2 T B HAM(DPPC) AR 9t I 1 I 195 1 il (DPPG) i AR 1 &
Gt C BN (DSPE) H (1 —Fhal S LRl ARk B A TRt S IR L AR G(DSPC) . AR AH Ik
S IRBE IR (DPPO) B 44 FEARIE Sy — R IR G 2 i IR Ik IR (DS PC) o

4 MRAEBRNEER 1-3 F—FrA A G, Hob, Fridlsfie i & b ke o & 1)
1%-15%; ik 3%-10%; FEANEL 5%-8%; HEHEIIL 7%

SARBERN LR 1-4 F— TR AYASY), Horb, Prid HAb 2y Erl sz i fiea
i — el 22 R B B BH B IR £

6PN LR 5 Frid 25 a1, Hrb, FIrd & B e it 3 sk, o
shaldh; ik B &L, SR S BT IE RN AR IE B S B BT R s,
2 AL A FACN

TR EL K 1-6 IR ZMA G, Hrh, Prid HAh 252 b Eesz ki ek
Fi— Ml 2 A B 2 B I £

8AHHBURER 7 PR 2y a, Horb, PR 6085 240 BH B 1 I #hitk B A FHES
Tihs fRiEBEs R, BeEh. BEh. Brdh. MEhE ek BAUE A E, HREERIE AR
1.

OMRHEBUR R 1-8 (F— PR A AW, b, BT iE 7 1E B I 7 4k 1697 715
A% bl e B W] 24 H

10 MRAEAREER 1-9 F— Tk WA, Horb, BTk ok BAT b2 F el 46 1)
.

TLARERCRI R 1-10 (F— AT AMA G, Hd, Fridfiki A 2L,

12. PN AL, BTk sl e A, DAUKFTIR 245 A B 5 IBCR 23K 1-10 Fr
R AEY) .

13— Fh il 2 BOFIZER 1-11 AT —Frid A ik, HAEMERE T, BREE I
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AR AR 5 o83 55 T 1 () 2P 3R

14 BORIER 13 Frid i 77v%, o, Bl A NUAHBIE R S

15 ARAEAUREER 14 Frik (4735, Hor, ZRE S KRAFR L 0.2~5: 1; fLIE S 0.5~3:1;
BN 1.0~2.5:1.

16 MR BORIZKR 13-15 F— BTk i3, Hob, AVARAARAG G, SRR, B
JiE DA R Hofth 242 T B2 RIS BEAE 5 o/l LUR; RIRTE 4.5 ¢/L LAR; HARILAE 4
g/L LLR: BRIk N 3.5¢/L.

V7RI EER 13-16 15— BTk K 71k, Horf, Bk miss 5 LA 55 SR

18 MR BORIZR 13-17 E—Frd i3, b, Fridma 25 T w5 AU KT
50kg/h, DL T 20kg/h, SEARIEAKT 10kg/h, +H2HIELT Skgmh.

19 R BCRIEER 13-18 AF—Frk 773, b, BTk ms 55 11 1 3k BHidk K+
50ml/min, ARIE(ST 30ml/min, FALEACT 15ml/min, £ F %Sy 10ml/min.

20 MEE CEEAUKRNREY), HAEHEA T, 1REGWMEAIL S T 5513 2B 2
K 1-11AF—Frik 254 .

2LARIEALA SR 20 R AGY), Hrh, ZEES/KIEREE R 0.2~5:1; LN
0.5~3:1; HALIEHN 1.0~2.5:1.
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33/14(2006.01) i; A61P 11/00(2006. 01) i
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