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L 3Tl % sh IR 7T IR S R AR SR A 59, PR T A2 I E St

AN 5 -
FIR A R 0. 01-0. 06 {5} ;
EhIR A E T 0. 05-0. 06 {5} ;
R FF 400 3-6 1
IR E 0. 15-0. 35 3} 5
-5 80 0. 002-0. 02 {4} ;
AL 0. 005-0. 035 4
To7K il % B 1.5-3.5 4 ;
IHL TR — 4 0. 005-0. 035 ) ;
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afifk K 90. 64 153

3. JE FIBURIZER 1 85 2 Ak LA Wil 2% 5h I 2 s 77T TR BR % - A BB 5] (1) 7 v,
HAHEAE T, AR BRI TP

(D BE T &M ATER R 2 400 SR & FTA R 2 BIR &34 5), MR T &1
PR AR AL 78 o Bk TS, BTN IR RAAVEW s [FIRPE L & 10 Frid ShiR A =
HryT B nk iR 80 Al FTA AL A A E MK AR R 7R A, 19 RIEH 5

(2) B TR RIREG FIaBRE T A A RIEFH, a6, 5305 hma S 5T
RS RAA T VR B

(3) K 75 = 1) BT T2 7K 1 2 R BT i A Hb R AN 78 70 1A T i@ 2K A i, In B Ty
HMFTARR AR - R F AR L 05K SHENE A S AR
RS R R B S FriA RN AR 53 5], S ISR SR A E VT A RS R A
= Sl

4. RIEBURER 3 Bk 0751, AR EAE T, DR (O R AR FERE TR A AR R G
FIATERE T iR A RIEFIH .



CN 106806342 A i BB 1/8 1
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[0001] AW K Fh b IR A S T R IR R AL S RIZ WA & W S L % 5% R
TEE 2B ARG

HEEREA

[0002]  JHEYPEE I, MRRAERI PR (allergic rhinitis, AR) & fR4F LR ARl AR B
JRJEF 2 TgE AR (FE AN ) BIK, A 2P sz is Mg g i+ 552
5 B R B ARG R M2, I IR AT W0 T KRR o | 28 B S, AR A IR 45
I 78 M SRR ORE IR AR AR 55 DL S B Bt (L 7K M s B s 7KL 40 ilh ), AR S e ™ SR L
PLI R s AR s i (EREREAR . H TS TAEMS 21 ) 8 AR A REMPEE . AR
RIRZESEFAT, Fr Al AR BUR K B KRR R E &, B85S BRI T B Mo
AEVEINE H as i Je K.

[0003] AR, PPRAE AT 77 e Sh IR s VT s B4 )z B2 FH TR YT ARG
[0004] 5[ FDA T 2012 SEHE#E T Meda %] Dymista ( #hRE S HriT AR REE L)
s B TR = 12 B ZET R BB 2% (SAR) .

[0005] & & 7 7T, Im PR b & H H h B8 ih (azelastine hydrochloride), 4 T
3 CooHyyCIN;O « HCL, 43 F & :418. 36, CAS % id 5 :79307-93-0, F ¢ b 2= &4 FR M -
(£)-1-(2H) ~4-[ (4- EAHE ) I ]-2- (V& -1 B3 - 1H- URHRPEdE —4- JE ) - BRIk
FREREREL ) A SR A FRON  (£) —1-(2H) —4-[ (4—chloropheny 1) methyl]-2- (hexahydro—1
-methyl-1H-azepin—4-yl) —-phthalazinone, monohydrochloride, {L2# 45K A +
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[0007]  ERERE HiiT & — PR 4509 2, 3— G AR 25 RO IR R 00 A7 A2 4, o — P
JUE AL S, BAT HL 2RSS TURRE w0, BAT U &l oW A 4 igcie v . %254 B2
Asta-Werke AG 2 HTH A A A A WHEIHF A, LT RIRSZBITZEAL. B A% ShrESR
(NS PPN E A EEOE TR e SR ONE A ESEATE PR 2 ol PN G PRV S o
ANRE N i F 25 RO 457 o % eI PR B )32 BT i6 77 S B 53 RN S IR 3 B W i » BB 1
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A [ A0 V6 77 28 NP 2 R IR B M 25 Pl 2 28 R EUAS AR I I97 2, A BRI
WA &) R IR SRS I T 3 555 77
[0008] TAERFE FF (fluticasone propionate, CAS :80474-14-2) & —Phgg %% J& #4E

FIWE Bz S5t S [ Bk 57 B i, AU TK, 538 T DMSO. DME, He 545 i X an ks -
[0009]

0. 05% 4 HALE (}'Eiﬂji CUTIVATE) 0. 05/5’]/5‘3/4&114&0 005/5’]%?@% il 77 o [5@):
FM?&%MEmHM@TW&ﬁ%%MﬁA%ﬁV?%%ﬁﬂﬁwﬁﬂwﬁﬁﬁﬁfm+
RS T HRAR] (Advair Diskus) FIFWAF (Advair HFA) , LK B J5 TR R 98
%%*‘B’J$%\”&)\ﬁﬂ (Flovent Diskus). 2007 44 A 29 H, 3¢ [F FDA #itif T GSK A& HF
KIEEHHZ 1 IRFITAER S KF (fluticasone furoate, Ver—amyst) &MiZE 5|, H T2
PR AR A M B R R T
[0011]  F& RIASNHILE RGP A T 2 28 82 VRIS B BETR « BBt 55 7 T2
AU PR B 8RR AR R B B A DL R AR I M B R IR IT TR RN AR S ZE RN 7)
FIF A AR L R IRVRTT
[0012]  TAFEZF T RAs BN KE BT B0, (ER & R R PO R 2 i B = I
PR B BRIV R LA o (RIS, TR RS RN B A moe e i, Hop i Kis 8 ~ 12
B, J T RONE S PO B LR 25 . TRER R R AR 2 R T i 4R /0, AR A% 5
WA BAEN.
[0013] SR ZHERN—FHMA LG, &E = THERARFZM AN G —. BREG
ZGEA VLN R A BRI, R IR T U &, 2R WSCRGE 254 B NARTE IR,
Y B W TE TR AT R e AU E AT R R AR R B s G kT B, 3 T B AT 58
Y
[0014]  EWHE &GS E RGN P, A PSR AUE 2 0% B S B R4 2 0™
B TR 2R AL TR ) — BRI Y o B 25 ) 20 2 A 2 VR LR 1) ST b oy A B B R
JE b, 23 (R SR RS AN 43 BRI AR L2, AN B 7R TS ARE 5 VRS %) 0 300 8 4 AT 1) 8 e
b, WO D 2 B AN TR SRS A o DRI AN 45 25T (8, 1 HAS 2 HE I 2 R 2 MR
WS AR A (U4 L 250N B ) BRGNS R I ROAE
[0015]  US20150224116 (A1) A~ FF 1 —FPEL MR B E UV T AR RS R Bmi S5, a5 2
TRV 2 N, LS, R AT YR R, PR TR AR RN, ZR L ALTES 80, Hhi . K ZEERITK,

4



CN 106806342 A i BB 3/8 7

EBA 25 H BRI & 771

[0016]  CN101757625(A) AFF T —FhECRING 6 & B B a Al H1 2RSS ) & 24 A
EW W RN RE R’ B EYTE SR H 2 —.

[0017]  CN104546716 (A) AFF 1 — i 5 FH R U A 7K B8 o s 55 711) , A5 Yk 5 70 L 51) A
%% A RS R SRR B VT« SRR 7 28 ) s S ) oot Btk 5 R 2, SRR DA T P U A
SRR (16 E I VD 407 I VO 188) L AKVATE AR MRG B AR (3% B A
RS 5232 BH R R ) ~ 7K

[0018]  HH-T AR RS A (K0 VA i 1tk BT IR, AR PR AR, 3R B AR B i B 35 1] 551
TENERE 2 BUER R, il & TR RART Tk A= B 1 SRR A s TR R
FE RN IR B BT, TR S R 42 A AE LR I K A B HLAS A B S B
B2, AS Gy AR ST 2OR 72 T &

[0019]  [Kl 1k, il £ 25 VR 2 204 TR I A A2 5 A8 1100 3 P 35571 iy 20 B2 A e 1 1] R = 24 ) ok
b, RT RBRE S A0 Ak 77 2SOk IRE A 2, T BUA B0 A H AR 3 B 2 LA B
SO S5 . HLMOR IR BLSR TR PR, (AP A — S (] R, bt i & AN L B i R
BERIR, WCRARAG, B A= WA AT B A7 A S e BR BN A S R e —
Fh s R R 2, IS A R A5 fRTE R PR AR 1 T VAT RO R AL AR EE, LA {58 il 571 F
Ko

ZEAA

[0020] AT fERERRR A E AT AR ARG s BB MAAY ERIAERPIA L,
AR B AT A —Fh A B 58 AR RORORLIE /N A A8 R R 2 L L BB 1 55
TR A S AR B R AT 3 R v 1 S IR R BT T IR BRI R SR 24 &
Wy S FL i 4% 7 i

[0021] A% AR &k R HRTF B SR -

[0022] ATl & AR R4S BB AN A4, F M E B0 AN 4 9 4k -

[0023]

WS 0.01-0.06/+
SRR ST 0.05-0.064
B2 400 3-647;

P 0.15-0.35);
580 0.002-0.021};
il 0.005-0.03545 ;
AR 1.5-3.54;
e 0.005-0.0351F;
TR BT RAE RN 1.0-3.00
Atk 87-94.2784% .
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[0024]  VENDLIERITT &, Frid A G, 1 E S AR T e U A 4L
[0025]

PR R R AL 0.01 445
[0026]
R B R T 0.054}
B2 400 4.505;
Kz 0.25%%
i3580 0.01f7s
AL 0.02473;
TR 2.5
et 15—y 0.02f+5
AT - PR AT YR 2,00
afifeKk 90,6411

[0027] 554k, 38 TR 40 & Wil & TR IR B R AL B R0 7 v, Bk FE DL TP

9% .

[0028] (1) &R =MIFTIA SR 2 % 400 57 &R AR 2K Z BB &3 5], BBy

TR R LRGSR 78 o b 2805, B RS RS s RIS EC 7 &= 10 BT iR $h i

R YT TR kI 80 F AR % 4L S A6 3 & 17K A 5 Hh 78 43 VA A 19 AN RIA T 5

[0029]  (2) GFTR AR RAA VAW E T Frik A RIERH, 78 5 Pk, 19 21075 ShIR 2 = 1

TTHI TR T R A Tk VR B

[0030]  (3) Iy & BT I T 7K Fil 460 W A0 BT Ak b 2 — B 78 40V T I Sk A s, i

BC 5 & (TR S AP 4k 2 - R LA 4 R B T s K, S5 EHR A 3R B

AR AN B S IR HRE S IR A 5], M R A3 B R A S T RS

N NLAE S

[0031] 1”E731)‘EJ£H’J7575’§,}5)T W, IR () PIERFERES TR TR AR RS R

WA T IR RIERF .

[0032] ERTZH, 8 EBMREA T, Mt T2 5 E R R B A& VA FIAA )
'J I FH TR R 0 S P 7 T P R b R A A P 22 5, A LT, 19 BIRF A R k. -
BBl T 2R, ST I HUR B FIFIA RIE A& ZIAE R . R A& K &AL

Tﬁ%ﬁif /D BRI U 400 iR (R R 400 52K ZEE LR 1001 ~

20: 1) EFREE R RIGEN . RREES R JLFAE T K, FkKeT DERA RiE

Mo KNI, FH A R PR AREA RIE 7 THE&EZHMZIK 250, R 513 BN B

BG4 A, I ELER T PR ) A B W] AR RN B v 'J AT B s A 5 AR R R

REsE . HhHIE 80 &% F A 20 FARL, AT 1R IRV R VA 77, JLAE Bt 55 700 (i i K 224

B0 1% ZRFLE U S5 i s F B TR ), 0 528 BB A 3 , 3 5B A%

77 AELRI 2 4L SR A2 P B8 3R T Ve PR A7), HA R SRR T E T o R B A a3 4 b,

HRIHG T IEL 80 FIRFLEVE K L 2 VAR T /K Hp, A8 F 1% 2 6 3R T M 79 PR /K VA VA R TR R
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B R Ra BOA RVE R BEAT 45 &, 7] DM BIRARAE 5 um BUT RIPT R AE AR T0RE, JF HAZ
RIRLEZ 704 A8, d AR FERSE o 1 B R W B0 5 A T R RS - R TIOkE R TR 8oV, ELAEH
B 5 R AR 77 11 5k 1R R v TR LAt R S, ERS, L, R RI A IR R AW 2%
7, el Ik 6 A AR E M 52, HZGWRL L B RRAR AT AR E » R ILRLAR AR K, W53 S5 A
RLGF, 53 2 A 1 SE R 24 LK

[0033] A5 BH 2 SF (1 st R 20 5 S0 9T TR I S I A 5 5 51 i 6 T YA P ) Ak D7 mR )
SR A FNIAS RLVA 770 5600 PO R A0S AR BEAT BEL45 d, SEIL T R AT SRR AR L fa] L 22 5F L ]
SE 75 AT BIRAR Doo/N T 5 0m RBR IS R ARl o 1% L 2B BRI Z YR &) B T
SR T 700 AL 7, AT AL FE A5 VA TNIAS RLVA R I [RTUSCRIAA B /8, /b 1 20 3%, KK
Aa ke LI, BEAR 7 A7 A, AR P e & B RISk B SR AZ T i & N s R A S TR IR
T AL T 55 S IR AR E V25 52, IR SE 2 WDk N 2R O B AR Ak, HLRAT AT
RIm A& .

BAEILHEAR

[0034] DA ) HLARSETl 7 AR AR & B ()33t — Ul B, Piras STt 2y 1 SE B e AR
BB ZE AT Ui BH  (H IR AN 2 AR I N AR T Br s s2 il o it ASAR ARSI B AR A
SRS R B N 2856 STt 77 AT AR AR BT (I SO A RS, 78 T A8 R W AR 4 VG T
[0035]  SEafh] 1 #hPR U BT P PR A AN B i) 24 W A0 & W i i 4

[0036]  4b77 -

[0037]
(Bl £ 0.01g;
WA AT 0.05g;
B2 400 4.5g;
W7 0.25g:
i 80 0.01g;
AL 0.02g;

[0038]
oK 2.58;
e 0.028:
TR = - AT R 2.0g:
alifh K 90.64¢;
At 100.0g.

[o030]  ffil&ATRATT -

[0040] (1) ¥4 4 [ 400 5IR ABRA S, HIMA RS <, ZEPEFH: 30min, 15
PETEIEW R o

[0041]  (2) ¥ EhER A BV T\ I8 80 FIORFLE L FH 47. 5g KGR e 4, A3 5 B M = 17T
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(R RENA W R

[0042]  (3) 7EHFE TN K PER (1) BIBTRBTHEEMBIALIR (2) MEFRNAR Y, Franite
20min, 52 & R A L T E’Jﬁﬁa‘ﬁ*\’%ﬂwﬁz P VR TR

[0043]  (4) BF/KH G AR BB IR AN 43. 1dg B e 45, IR 4E 5 - SR P 3L
YA AR Lh, (T H 78 VA K 139 K TR R

[0044]  (5) K LR (3) Pk TAER R R IRSBINAP IR (4) Bk i Ik R 2l
W, BEPER A 5T .

[0045]  (6) MEH:, )l 10g, AW 50 u L BHWIE R, 4L, RIS M.

[0046] i%%ZEQﬁQ%ﬂW%ﬁ%%Mﬁﬁm)%ﬁ%%%%%

[0047]  Ab77 -

[0048]
il RN 0.06g;
MR T 0.062:
o 7, 400 3.0g;
FLEE 0.25¢g;
i 80 0.01g:
ALK 0.02g;
TR AR 3.0g;
My 0.02¢;

[0049]

PR R AL ATHE R 2.0g;

gtk P1.3%:
JLif 100.0g-

[0050] &L IRWIE -

[0051] (1) # R4 _FE 400 5OR AR 535, BN ERFEE R4, 40Hz H 7 15min, 18
BTG IEW R H

[0052]  (2) KRR A B YT I 80 FIZRFIL &M ] 39g KA 52 4%, 3 5 BRI A S VT 1Y

HRNET R

[0053]  (3) 7EHiHE T, PR (1) MATAEHBEEREINLE (2) MAENER T, FFeehif:

30min, 13 2 & Eh R W S BTV T RO TR BR S R AL TR TR A=V

[0054]  (4) F o KA & FEAAKHLER 4 H 52. 59g TR E )5, ISR AT 4E 2% - AR A&

YR ABERE 1h, IR IEIK, 2 IE K TR 2R

[0055]  (5) K LR (3) Pk AR M R IREMUMA LR (4) Frid s Ik iR 2
W, PR A 85T .
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[0056]  (6) WEHE, BHR 10g, ZARLREWE 50 u L &I ZH AR, L, B
[0057] sty 3 shMR I E T IR SRR 5= BT %ZH/:;\%B‘J%U%

[0058] &by :

[0059]
IR R 0.02¢:
BB T 0.04g;
H L 400 6g:
KL 0.35g;
i3 80 0.02g;
AL 0.035g;
TR AT 3.58
TRHR 0.035g;
WAt - AL AT 2 3.0g;
Ak 87.0g;

[0060]
JE3t 100.0g.

[oo61] il &L RWIE

[0062] (1) ¥4I & 1 400 5R AFHRA A, BN RAE R~ , ZiEHEH: 30min, 13
BIVEIF TR R H o

[0063]  (2) ¥ EhER BV T  HhIE 80 FIZRFLE L FH 49. 2g KGR 24, A3 5 BB S = T
(R4 REHE I R

[0064]  (3) 7EHFET, ¥ P (1) MFTAEHEEREINLE (2) MAHENER , RFeehift:
20min, 1332 & SRR A E VT I AR U R AL TR VR =2

[0065]  (4) ¥ To K &) Al A KL G — BN FH 37. 8g AR SE Ao, IDNTRR AR 4 25 — R PR L4
YERANIEFE Lh, 78 VA K, 13 VA K IR VR 2

[00661  (5) K LR (3) BTk AR & R IR BB DR (1) Frid ¥ K TR 2
H, BRI A 185

[0067]  (6) W, B 10g, ZAEHFIET 50 u L S HIWIZ IR, FLag, BR1F LT

[o068]  Sfififh] 4 A%k BH SRR S VT TR B R A B0 S5 I A B i i BT &4 L
[0069] {36 AF R L HEH 1 6] & B R A E VT AR &\ B R B w5 57 A 4%
UmmmmuwMD%wWB&ﬁ% W55 25 7R 7 V) 24 B SRR R S T T IR R S A
BWE .

[0070] RIS T EE SHFIREE S AT e 60°CHEEL 10 K, 40°CHIEELZL 6 M H . 2 7l
IO K | L2 e PR 25 25 SR N T 25 S AE ot IR 25 0000 58 43 A 5 TR0 58 40 A A A (s
VPR AR T B b Koy X NS Y UK E 2 L, SERGIER X/Y < 1.7) . ZRITE,
[0071]
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o et | BRI () FWRE () e A

il
Jil Dig | Dsg | Deg | Do | Dsy Dyy | X(em) | Y(em) | X/Y
0K | 054 | 1,53 | 3.81 | 28.64 | 7049 | 130.14 | 3.10 | 2.51 | 1.24
60°C. | —

- . 0.57 | 1.56 | 3.84 | 29.11.| 73.30 | 13246 | 3.21 264 | 1.22

S g1 10K
N 0.65 | 1.62 | 3.88 | 30.258 | 7222 113391 | 3.18 265 | 1.20
45

R 071 | 2.09 | 423 | 30,06 | 7570 | 14535 | 3.71 238 | 156
60°C, |

US20150224116(A1) |

SIS . 0.84 | 2.15 | 494 | 41.40 | 83.12 | 15762 | 407 | 242 | 168
10K
[0072]
103 | 2.56 | 581 | 46.18 | R9.45 | 150.81 | 4.27 | 246 | 1L.74
4H

[0073] M LR RE, SLih] 1 15210 Eh %éﬁﬁ/TﬁiEﬁﬁ%%M%ﬂﬁ ), ZiRL
FNZE R FE L US20150224116 (A1) SEJEH] 3 170, HARRE ®, RIS K RIS . 7 4h,
5 AR A B AT, S fs e M 5%, WA R IR RS e, vl DMAFF R IF B S5 24 o
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