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L —FhAEBRIPE IR 5| PR A ], A 25 A0 S A D B 38 A 1T R4 ) O R IR A
FH T IR A 5 1 A 5 tH Bl AR IS, AR 8 Pl i AR B R DR A, A8 v 3 AR SR DR A 5 ) O B
A RJE T MBI MR BRCR AR ™ AL RS AE IR 5 2 A, 5 5] 2SS A O 1
fie gk, HARRETE T

BTk S BRI i — 20 A, 222D —PisoE 7], ROEE H RN, Bk e e 77 40 1
MR JH B REAR A 7 A B BT Jé oy T B = sk B30

Fridfa e A B AW T SR e T RGeS 8RR s 12 N, 3R, 78
25°C 7875 EAE 0. ImmHg AR o

2. BRI EE SR 1 ik B9 AERR oe i 51 LKA il &t , AR AEAE T, Bk AR R B A BR L 1
e EMkEFE.

3. AR EE SR 2 ik (Y AERA e 51 2K il ot , LR AEAE T, BT A& 0 A 1R 7 12
H I =R AT R = e R IR R DL A H IR BRI

4. QBRI SR 3 Bk B AERR RS R 51 LR 1] i, FURFAEAE T, Frid T 1R = B 2 AT i 1
ZOBEBCE TR =T S,

5. GIBURIEE SR 3 ik (I AERA el 5| 2K il ot , HARAEAE T, Bk R SRR AR i — 22
F5 FHBR IR 5 DA ST BR A Sk Hh 1) 22 20— Bt e i s )

6. GIACHIZER 3 Frak (K AR BRI 51 R | &, HARRAEAE T,

32 ARG i MR SRR AR T FA B R 8 (19352 1R

Bk e e B A W N RS S R BRI AE 12 DU, I B, 78 Bk R SRR
PRI IR, 2875 K AE 0. 1mmHg AR

T A0RUREE SR 1 Bk B HERA e 5| B il o, HARAEAE T, B R0E I & A T
PR R ERDRAR ) T E AL 5 EE %~ 20 HE%.
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FERRGEAR 5| B KH ] A

AR G
[0001]  AK WIS Je—RhA = A (R REAE R KRR (AR RRE R 5| BRI o o

BEEEAR

[0002] B AR LER 51 A0 il S B E < o s DR G| SCRRAE SR BRI SR T Ak, HB R
BAEFTIRI G| STRRE N, A2 0 S S RPRRIR A T 3R 15, BT MR il S 32412 40 ~ 24 80mmHg [
WA S RERCER 1.

[0003] AR LHISCHk 1, 78 AT RIS, B, 7588 AR TR 51, A s 2 — e d T
FIR 5| 725 S % R I R

[0004]  FWAHASCHR

[0005]  H&FSCHk

[0006]  LHISCHR 1 :EFRAFFE 2010/095659 5 A

RZIAAE

[0007] & BHEAE P (B A vl

[0008]  7ELFISCHA | FIE LG T, Sk B HECRL 1)) T R0 &, B, mliRogr 2 01 o i e

T IR S A B B I N PR R /D o 3 RS T A I HH S T, WA R
T8 T T R ME AR Ak, DRTE IR 5145 FH IR, AN 25 WROHH 2 7 SR AN S %, ity LR A 5 2 Skt R

i A5 FH A A 1) (g IR0 EE BT BRI (D)

[0009] AR HIET Bk FsL, BAERRME—PhAEBRBM 51 AL 5, H BRI AR E 1

MR R 2 — B e T B3R H &, R 3 0 W R 38 A2 R s R B

[0010] i HRFEA I B A TF B

[0011] IR B A8 i A A BH B AR R Fe I 5| 2R AR il s 21, i AR 51 284 00 ) ot A 75

VR B i AU A B 3K A 1T R A T R BRI A RN A ok L REIRAR B JE o T st g & b

— AR A, FridAs e A W SRR e T VA R SRR BE S AE 17 LUK, IR R 7

25 C 2R RAE ImmHg BAR .

[o012]  RaRREsE R, B & T v g A e L 2R RS, Btk ge i e R e & T,

KA AR E MR X e & T =

[0013] {1l 41, A2 1) AT B o FR B B B R 2 A S Ik 3%, i AR N AL Ak A

W, Gt M BE HE 0 B H il =S AT RR R =R O AR 1R = SR AR R = T R 0 R R R
BUL A H FEIR L BRIAFE

[o014]  fidth, Fam AIbs T ¥k e T X B — DRtz it, B0 e 5 1E

PSR PR B AE 12 LUT, FFH., 7£ 25°CI AR EAE 0. lmmHg AT .

[0015]  fRiHh, MAERCRAA R — DA S Bl T IR B0 (A X — 2) 25 B W] P i

Tkl £h DA B e B A £k v 1 2 2D — il B )8 I 7).«

[0016]  J3— 5 I, Uiz, FEMABENR T B AR ) it i — DA 48 FH T 0 S Sk R A £ o 4
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Y. ESCRR LT R AT R R VAR B SRR 6 17 LLF, 96 EL AR ERIR
PRI HEL I L 267 JEAE Tl LR

[0017] 35— 25 { s, A i A0 A AT TSR AR R T by 5 0 % ~ 20 TR0k %,
FERE IR, R A B T 5 R %, MRS ER IS & T IR AL, R 2,
LR 5 AU A % T 20 T o, DU R S A DRI (B IR ESROIR e 1 6 10, B, 3
A

loo18] WY RR

[0019] AR W FO MR B, 51 ZR0 00 61, DR A0 A IRk o A 5 7 7 B B 1< 300
i 1 I AEESRLIR (A AR AT 1 P 2 — (B 7 T % R

M (=5 AR

[o020] [ K& 1] B 1 & —ANSEHEE] T FERALEM 51 MR G A 3040 B

[0021] [ & 2] § 2 RfmH T I8 EAa 2 AR RO f I 2 38 B R = 1K

[oo22] [ K& 3] K& 3 & AR AIIANSRAE RS, Roaami b kB e & T H &R RN
K%,

[o023] [ K& 4] K 4 & AR AR R A SRR S50 RORWH B e & T IE =10
AIEE,

[o024] [ K 5] K 5 & R EAIN & EEASEL, Rami kB e & T EHEMR AT
K%,

[0025] [ K& 6] &l 6 A& 28 T4 I Al A 08 i 5 2R AR it ot 1) 50 PR P o

RSNy

[0026] &I L Fross i) — A St A AR B IR 51 BRI e | AR RREE AW I 2R A HEBITRY
LA 2 G 6 T UE AT 10 DL MERR I 12, JXEEEEAF 2.6, 10,12 3 2 L5 IR
BB 14 — ikt S A

[0027] o1, 3 EEAF 2 A2 B ASBRAR ] R T Z Lom (3 7, 782 op S X8R AT I 1 X 3
16 1ZIF HIXIEAT 23% (T 3. AR, JF O3 16 3 S A EAR o (/LT
o

[0028]  fHI & 6 ELAEAEE DU A 5 B2 2om IHEFEAE 18, IZMETIAF 18 7E Kb e B AT 42
26mm [¥FF FES . MEDRCRAE 20 BUCAFEIZIT DAL, W ESROR A 20 B <.

[0020] MK 1 AN, A0 6 3t b AR IE S PRHI TG 43U 4.8, XTG4 4.8 JE M
&6 MMERRPE 18, FHIESR BHERRAE 18 RUMHEERLRA 20 MRV -

[0030]  [EAh, X TUHELRDIRAE 20 76 /5 T HEAT YA o

[0031] L5 LVdifF 2 AH I, TUFEAE 10 2 AL EE om (K77, 76 H g2 X
HHA WA 18mm ({1 D35 22,

[0032] 53—, RWMEERAF 12 BRI R (R AR TR B, AR 3 240 2 Mo 24 5
TFERE 10 A0 B BRI AR A 12 B R H, HOA 6mm R AR SRS, A7 T R A 10 1
PRIV B A 12 (9F B RAT 20mm FRY Py 422

[0033] R4 LA MR At 1, JEREIROAR 2 MR 12 AR o 24 TR 51, SRR 2SO
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VA 2 (I X 16 £ Te g4 4 BHELRLIRAER 20, 6914340 8. M UEEAt 10
B 22 PASRBE R 12 AN ) A o 242 Il BRI AR 20 1), MOIHELRLIR A4
20 TR B JE i T A A AE A, PRI E A B R T I A

[0034] R, A AHERLIRAAR 20 BEATFELH UL

[0035] M ELRLIRAE 20 BHORLIR AN G N7 il 1, i i IR A4 A2 4 1 7 [ 1 35 ot ol 140 0
I ) e 140 R B i R T R B R B 5 2 I AT e DA S # A B SR, BT I s 77 2 461 4
FH R Sk DA i R A R 1) 22 /b — Pl ol , HLAAHb, BB /ED 35 T R VR A W il 18, 70 AR R ER
1 20 W, B ETY)E E 300mg FIRLRAK .

[0036]  FEiZSEHEM| GO T, IRA VAN T HEFE R M EES S 12 HE % EIN
A, 1 H IR SRR A 2 — e T ST EER 2. 3 HE %,
A B AERDIRAR I R o HRDIRIA TR 21 12 & %,

[0037]  [kAh, Jedy T & =il LT J5iEAR 3 AF 200mg £ 2. 5mg FIRLIRIEINA 11 EHE %
AN KA 7. 5ml PAA CU6E 10m], A AR SE ' 11 [R] I 78 2= B8 52 60 7%, AT 42 X
AR, 2 )5, AR S AT 5T & 3 i A i DA TR

[0038]  BhAb, 35 K R ) & A 200mg &= 2mg HIRLIRARAE 80°CHEAT 3 /NI 1 Ab FE 2 J5 1Y
FORAR I E &K H .

[0039] gt b Hh, T4 HE Sk WRDIRA 1 8 2 ek 25 DA R 77 R I3 K Rl = 1
HER.

[0040]  BE— D Hh, FEASEHEG GO0 T, MERLIRAR 20 BR T R KRG 24, B8 8
XA E B Bk Je T R ERE B D —MRRERL AR AR A W R 5 e
THAE SR BEESAE 17 LUR, Plakth, /8 12 BUR, 3 B, 78 25°C i 25 K AE 1mmHg LA
T, A%k HE, 7E 0. ImmHg PA R,

[0041] VR4, ¥4 A P 2 B0 R B0 B0 A 28 s T TG VA 70 ROV S Mk O AR b, S8 DA Ra (MPR™)
LN, Ra it FARORH .

[0042] Ra=[4%(&6d,2-6d,1) 2+(6p,2-86p,1) " 2+(6h,2-6h, 1) 2] (1/2)

[0043]  7EBE, 8d. 8p. Sh 4 NI,

[0044] & d=EMEMESEIN 2 HES

[0045] & p= {EfF RSB EAR A BAE

[0046] & h=IAEMESHINEAL &

[0047]  E A, 258 A TA B oK BB A BR 2L 040 B £, M R AR AL &4
Beus ) 25 1A TP EE R I R H v =8 AT IR =8 TR = OB ATBE IR =T M55 R R
KB LA S H TR LB

[o048]  FENIMZR L, 5H (A—E, 75nlRKn BT E R KIS E TS 2R B ES Ra LA
Jo 25°CIF I 281 o

[0049] [ % 1]
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BExA R BAE
SRSt IR LM 8 2ERY
(k)
& 184 0.
ot &
o S 5 DO0GGNDND 2
(PR e 8
B 507 5. GOOR
[0050] R 7.
8 B G B0a3
(RFaEFE)
(FETFas)
13 LS O QT4
{ AE o)
# BV 33 (SRS s A
(ARE s T8

[0051]  BhAb, AR A C A2 DA B H b =6 9 5 B/ B B TR T 8 H v — 8, B AgHh, 2 1E
TR &4 B ER COCONARD ( 7 22— N )MT,

[0052] b Ab, K 1P B VS R % S U TE BE T Ra s& ff B Molecular Modeling Pro
Version6. 01 it 545

[0053] A T IGUEARE A B ~ H R, M B 2 Bros il i 2 B, i@ 5] ik iy AR
il LB, 1200 5 2 U 5 AR L TRl MR R B R A e T A R
[0054]  VEANML, M E 2 B LA E 20m] ZEER phE 0 RS2 48 26, HARMH, 78 phd =X
P R AR 2 26 38 AR T BRAL TR 0o A AR AR T 20 R Bt 1 (bR 2 50m1) o
PR O A AR 26 70 H IR A I JER F (100 ~ 200 wm), th4h 375 HA L P 385 1
IR 51 28 DA A% HE 30,

[0055]  7EWR 5| % 28 REME IERLAE NIRRT R AHH S & L, 5 4k, £EI5 H A 30 £ 0 Lt 1
32, TR EIEHI 2 (MFC) 34 BN 51 48 36, HE—Hh, 76 iR iR 32 risdas 1] | 45l 2
(VC) 38, & [ 45l % 38 &1l AR 32 HIH MHBZNME

[o056]  EfActh, ik (& 142y 38 = HBE, LR 32 Ref8 B 5 IR — K51 1
A5 512 36 FiphsOR SR8y 26 2 [A1IER: 4 B2 5, b O ARl AR 4% 26 72K
SR B BhAh, BUEm ESE GRS 34 MRS e/ 3300ce/mins

[0057]  fENIRUEXS GRS 1, 2 e AEMA BRI 20 A EATATH i (A Fa e
FIB ~ H [ LLEE] 1 RS 75 R ERLIR AR 20 435 H vl (A) (I ELE) 2 (RS 5 s H
FERABRCIRAR 20 2373060 5 A 77 B ~ H I St A8i] (9 AR ) o

[0058] 7k, 7E LA 2 LA K 58-S it ] A KR il e e CAD DA RS E ¥ B ~ H [ & & AH
T HHEDRLIRAE 20 BT E &, 75002 16 HE % (45mg).

[0059] My H., 7EpP i A0 A AR 2% 26 MR 515 28 R — AN LhE ] 1.2 DAL St ] 1
il 2 s FEZE I 22°C R 60% PRGN H A 50 RETIA IR G EER, 78 i =0k AR A AR 2%
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26 1) L EE MM S] IR H BB S T .

[0060] 2 J&, HUHE A phgs = AR d AR 4% 26 H4EJ8 5 T 1 B, SO Ui 5T = BT X
A3 Hr B IR B W58 R B ZAMA ] o A 2 T R B PR (ks D s R A e
T

[0061]  HE— D, 3k ()4 DL 34 ) s 4k B 05 Sl B 4 W 5 | 40 208 310 e TR
FH I 58 BT — A R i o 0 00 s i

[0062]  IXAE P 5 T PR AT 5 R 1] ot S e, HL U 5 45 SRR R AE I 3 DA 4

[0063] 7RI, A& AR G H B9 S 1 KA il i 5 At ST A LLISE, 76 LA s EAS ]
FEAERE R G H B SR B] 45 60, A S 7R RLIR AR 1 JE T 2 s 5 R R S
1. 6 HE % B FERCRAE R A 2 boiREE =R 10 HE %,

[0064] M 3 LUK 4 AT 4N, A0 S sE 7 B ~ H IR St ] (1 ) i, 5 s 1 Rl
CRRasEAD AL, A B H R E R38N, Je & T 5936 H & PR ], #2087 B ~ H AP TR
HIHAT Je T IS = AR R R .

[0065] 377 [, 78 LhE ] 2 B s CHl A BIEOUT, 5 BB 1 ] & Cefsoe
FDAH L, B A& W H R ERIE 0, Jé & T 13 H & BRARHA 2 KIARAL, Hm A TR 8 &
TR E A A

[0066] XA ASEHT NAERE 5REN B~ HWAE—FEAG 17 LA S H0 R
2 Ra LA KAE 25°CHiN ImmHg AT B9 28 750K BURETEAR LE, H Il A VB RS EURIEE S Ra K, 2
23.0,

[0067] UMbk, FEAL S AR FE RG] B 00T, ASPR T Hems H k3 Je i T it = T
Pt 1 B RS AR. X FONFRER F CRRED SRR S & T R IR L AR i F2
THRB~E.G H &

[oo68]  [Kl Utk Aefs AR 21, £E4% A AR 55 F RSO0 T, SR ATAS 8 71 F (1) & & EbARsE I B ~ E.
Gy HI & &0, A& F20E ) F IR BR 68 L5 H A S 9] o g8 il it Rl RE b IE e T Utk
Ab, KT IX— 55, WE IR BT 5 B0 52 &5 SR 0 vk B m] 5 4 Hh e .

[0069] 377 [, FEAL S AR SR F I S 461 (1) R ) s B 0, AL 3 T AR UK, B
W H RN, WoR e T R B ORI R 1 B (14 B U R 3 U B AN
T8 B A X W T S AN A SRS OO, W TR RS R F IXFE VA RS 2B S Ra
78 12 AR AE I, B e B AR 25°C 2Rt &, DR B piade i, 1R BEAE 25 C R Z&VRRAE
0. 1mmHg PAF FF5E 71 o

[0070] S —75 M, &R T-A0E 7 D, & %42 e 71 D 195 &5 R 1% S0 AS [R] 1 Se it 61 1)
SR T 5 18 %o X A AR ] ot (R AT B (I e ek 72 2 S5 e 45 1 & R A FR e Al
M5 R -—ERR,

[0071] MK 4 7 %0, BB AR R D (U5 =3 M2 5 HE % (15mg). 10 EE % (30mg). 15
HiE % (45mg), Je iy T IS SIS, F H, HAR R B RN

[0072]  ZEEFZIH AT HARKIAE E ) B C.EVF ~ H W [FIREE A, Al Enfa g7 B ~ H 1)
TEALHEE Y~ 20 HE WRIF, Al R HSEDT 5 BEE % MTRE THIEHET
EFRAEA B E IR, 2, tH L 20 & % 2, W FUE AR SRR 20 Bi48, A0
ROIRAR 20 (A8 H S B, L AR 15 R X
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[0073]  BhAb, £EASE FHRISA BIASE I F IS O T G SRR E A F O & bE AR I AR 5E 71 1)
e, IR ERER F BRG] A SO RRE A B ~ E. G H KA A R
ed THEHE.

[0074] B D, AERREMR 51 AR i 5 B 0% 48 F T 0 # BLRDIRAR 20 B nF#vE. 4
Wi, G 6 B A B 2 9B HUINFAES 400 ZINFES 40 7ML AT A R, &
B EIEEROE 2. TEGi 8345 4 DA HERAT: 18 B RELRLIRAR 20 I3 45 S IR .

[0075]  FEIXFRIHILT , A& A8 B RLIRAE 20 fFa 2 7, 78 B RCIRAE 20 oy in A, B,
ZRVRRAE InmHg BAR, FF H, 58 & T RVEEMES BRI EE S Ra 78 17 AT . SEAREM, #20E
FMERA W NIRRT B AR ERLIRAE 20 FINIVEEE, H &R S AE 0. 1mmHg BA
™, I H, EAEES AR Ra /E 12 LR

[0076]  PAFHIER 2 43737 25°C70°C LA S 100°CRF I H I (A) IR E R 2R K
[o077] [ & 2]

N HHE 8 LA
D leedg et 2800 oyt TEUE L SemBg b WOTY
A 003 DOUEEY AR
____________________ (##) |
B Qs &7 188
(=B ;
& L panponnnong 9 RIOONGY RO
o B B o 2 )
0 Q0GR 005 hic
[o078] (FRRBzom) ,
= - B3
(EPYTHE) |
LEFED §
& DI DR 89
(AEELE)
K LSOm0 Q005 A006s
(AFRBETHE)

[0079]  7E3R 2 H1,70°C LLK 100°CH {2875 R iE S LT K e 5583 - i (7 2 v v
A—27 FX4 nv) FTREH.

[0080] P=PO%e” (L/R)*(1/T0-1/T)

[oo81]  fElh, EXHHIFF ST E X

[0082] P .AEJRSE T 197875 )% [mmHg]

[0083] PO :7F 25°CHIZ&75 )% [mmHg]

[0084] L :z&&# [J/mol]

[0085] R A2 [J/mol*K]

[0086]  TO :298[K] (25°C )

[0087] T :J&JE [K]

[0088] MR 2 BRWETHE 28t H1IE , 491 W MR BORCIRAA 20 BINHGELE AE 7T0°C B 100°C I L
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B RFRE FIRR S 1EFE C. DL EL G He

[0089]  AKHFFAIR T BB H— AL, R HAT S PRI . Hilan, REL A EWS
B ES Ra 7E 17 AR, JF H, 7E 25 CHIZEPR AR ImmHg LATR I RRIE B9 AR 2 71, WA R T
BB ARE A B ~ H, Beah, AT LB X S F3E 7) B ~ HAT R AL &, 33— Db, SRS S 45
AYHWHARTE 1 FiR.

[0090]  BhAb, FEMRAERCIRAE 20 FUINFAEE, R 2R P A 2R E/E InmHg LA H5 8
o T VAR TES BRI FE S Ra 78 17 LR (4R ME RO E ), WIASBR T3 2 il on i in #ia i,
REASIT MR B ROIRAA 20 INARET RIS . 3E— Db, HERCIRK 20 1903407 B AR T &
6 BTl 7~ 1975 3o

[0091] 75 Ui B

[0092] 1 JAf & 2 BIFEE 4 TG40 6 A& 8 o 4 10 FUFTF 12 MM ER A 18 AE
A 20 MABRCRAE 22 FF LR 40 InFss Cin#alid .




CN 103369980 B W OB B M 1/3 1

10



CN 103369980 B

i

B $ M

2/3 W

&

&

“

n

89

¥

S
%

w6

be

Lo

fd

fpngd R

.

4
4

A
o &

A
B
D
g
§:§‘

% ow DO D

Q

(+)

0

%

ks (N

A

K3

- AASTE M
o HIS%DR
& GIHRDR

100 200 300

sk & ()

ER%

K 4

11

100



LR

CN 103369980 B W OB B M 3/3 7

i
] R A D B
Hde¥
B -0 0%
& 10%
o 15%

ap o0

fugd ol
0 =~

iV 11

2{} s S R

I.{i S

£535

12



