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1,2- ZaMtiE it 54 &

[0001]  ACHIiE & g H 2 2005 4E 7 H 5 H. HiE 5 K 200580011565. 9 ( [H fr HiE 5 K
PCT/JP2005/012388) « & BHAZFR A« 1, 2— UMb Ak A5 4 45 i B il 46 7 767 B G 4y
HHi

A Shie

[0002] AR B K 1,2- A MERE L A (3-(2- FUAE R ) 52— mbwg &) -1- K
5 -1, 2- ENERE -2- W ) gf i RIS TV, I A i 2R AMPA (o - 22t -3- &
55— P -4 RUEMTARR ) 2R HE R &/ BRACi 2 2 AR BT L, 3 A FHAE AR
7P SR S TR VAT R S TR A o

BEEEA

[0003]  1,2- —ENLREAL A HAT AMPA SZ KRS BUVEH & / sk 4 RS2 R BRIBTVE A, &
A FHAE AR 2738 T 5 3 56 R YR T R BRI 30, o, 3— (2- SR RS ) —5— (2— MiEme 56 ) —1- 2K
5 -1, 2- ZANERE 2- B (DURNRAR A EY) (1)) Born i B350 AMPA SZAFEPi/ER (&
L RSCHR 1)

[0004]  LFISCHR L S 7 AT T RFAED () BIHle& 515, (B0 80 “ AL
G (BEIRCEE / Okt 1 o 2) REHIRE”, WA AT R TI R &M rIRE.

[0005]  LFISCHR 1 :[E R A TFE 01/96308 5 i3 B 45

AMRAE

[ooo6]  HAT WM AL G AT O 25 i A RTINS S i DR AR O 24 Bl BRI 28— e Al — o
IR 3R, R PR L R A 3 — A AL S 52+ 1. T35k, SR AE ORAF Hh KAl
W CREHRSE) H, RERSUERF R — SR i 2

[0007]  [RIDGE ok b5 KR AR B 24 i 2, BT LU 8 A 1 D A SE e PE R HR b
Z RERNE T BRI sl /N K RE B R e R

[0008]  — JBCoR Ui, i K AT At ) R KT B 25 1 AR vy, W] RE 2% B 6 £E D b7 T R BB R
Fo

[0000] £ 2y ik s 2 HAT A PRI TG D0 1, £EAL G ) 26 I (R0 8 B BUAL 5 W0 B 5 AR
J1 b, AR e o B A SR A8 AL = gl _E i, A ReR s AR st e Ak, Si 4,
b b AR PO IR BAT PR R PRI, T BE 2 5 SR AR R, BT R A D 24 R 2, B O
A ERL IS AL G (G5l ) .

[0010]  J34b, KT 24 di Jm 2452 28 LA 8 2 B Mk R AL 50, DA ol 5 A 5 5 8 BB 1
TS G 77 T %5 18, LS B Tty R A

[oot1]  EIUL, 24k BT 28Ry o it PEAD B A B8 AR — R A R, RARe HL R G
KT, A S SRR S 5h, T A B A e Hh DL DM S 26 IR 4f 5t s
.
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[o012]  FrUL, A& BE B MAE TR EY (1) B8R — R B & i A SLH & 7
o

[0013] AR HI NTFELIFENIRIT, AW g5 R, e &9 (1D dbAfr i 48 R
JE [ 45 d AL ), T 3RS B — ?AWJ@A% (1) AN 58 AR 5 B

[o014]  R[I, Zl-‘?yt%h:fﬁTmﬁE’J (377,

[0015] (1) — Ff 3-(2- a%x%) —5-(2- mE g £ ) —1- ZEEE -1, 2- &L e -2- i
KGR S & (KA W R E ), RE N, 768 K X G i1 9 1, TAT9 M &
(26 £0.2° )8.7° Kb EARTHIE,

[oo16]  (2) — Ff 3—(2- FZE 2R &8 ) 52— b mg & ) —1- K & -1, 2- & nk wg —2— i
FKEGWR S & (KEWEIE 6 ), HRAE R, 758 K X G & A9 &, TAT9 M &
(20 £0.2° )12.5° A EARTHIE,

[0017]  (3) — Ff 3—(2- FFE 2R & ) -5 (2- b me &8 ) -1- K & -1, 2- Z & nk og —2— i
MKEGWHI G d COKEWEE ), HRE R, /£ K X S & ir s &, T A9 M &
(20 40.2° )8.7° Fl12.5° kb ELARTH I,

[0018]  (4) —Ffr 3—(2— FIEZRIL ) 5 (2 MERE RS ) —1- 8% -1, 2- Z&bRE —2- Hi K
GG ORGSR ), SLRFE R, AR MRS (KBr %) H, T %1588+ 1em
Ab LA W

[0019]  (5) —Ff 3—(2— FIE AT ) -5 (2 MEmEIL ) —1- 2R -1, 2- & nkie —2- {1 /K
WG REVRISE ), SLRE D, AR MO (KBr i) H, T % 1588t 1em
% 751+ 1cem! Lﬁﬁﬂ&%zﬂl“

[0020]  (5-2) FIiA ( 3) AT — IR I 25 i COKEWIRI 458 ) , SRR E Ry, AE 404
WO (KBr v ) i, ?/BZ%& 1588+ Tem A HAT WS
[0021]  (5-3) Rk ( 3) AT — TR I 45 (KA 45 ), SRR A, 7E4L 4k

WG (KBr i3 ) EF',JP/E@&I 1588+1cm‘1/§z 7514 lem ' &b FLAG MR I

[0022]  (5-4) FiR (1) ~ (5). (5-2) ~ (5-3) E—TATIR I EE 5 (KEWII4E: ), H
REAE R, AR & &2 AE 20ppm LU (ARIE 15ppm BATF ) o

[0023]  (6)—Ff 3—(2— FIEERIL ) -5 (2 MEwE 5L ) —1- 5K -1, 2- Z&nbng —2- Bk &
P2 COKREGYIRIEE ), JURFIE A, 76 °C [ NMR J6i%H, T2 B4 146. Tppm &
2 123. 3ppm ﬁi‘ﬁﬁﬂl%o

[0024]  (7)40RTIA (1 V(5-1).(5-2).(5-3) (5-4) J (6) FYE—IUHTIR Y 3-(2- &
%&%) -5-(2- ntl:rf’ﬁ> 1- ztx% —1,2- & MERE -2- Eﬂﬁ’vk’\%ﬁﬁ%%ﬁﬁ%ﬂ%ﬁ{z HH
WAL Ay, 48 FH 2k B B 2R T e R W R 50 Sk R 1 Rh k2 Rl i o 5 A v, i
3-(2- ALK ) -5-(2- Mbme2E ) —1- 2R3 -1, 2- Z&kne —2- M4 k.

[0025]  (8) 4ARfIA (7) Frik iyl e& 732, Horr, Prid &5 dib AL 50 A P I 5 7K BRTR G v 71 o
[0026]  (9) 4nmTid (7) ATk (Il 77k, Ko, Bk &5 AL R NI 5 K (RRL LG
37 ¢ 3~24 1 16) MRAWH (PJUEWEISAK O @ 1~7 © 3) FREH, EALLEE
fEAEII 5K (9 o D BHRGWHITIE, IKBCA IR 5K (8 1 2) BT HUrTR 6%
) o

[0027]  (10) 4IRFIR (7) ~ (9) FhAE— Ik () il % 7, Bl R, 75 60 ~ —30°C R ik
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T4

[0028]  (11) WIRTIHR (7) ~ (9) HAE— TP iR ()1l 2% J7 1%, HRe ik b, o 3- (2 2k 2R
B ) -5 (2— MERE S ) —1- I 1, 2— AUIEmE —2— FRVA AR T 45 dn A v T BT A R N A4
B 50°CLL (AR 4G b Ay R AE B ~ 50°C, EALIE 65 ~ 55°C ) Jg, LA 40 ~ 5°C / /]
I (ARI% 25 ~ 15°C / /NI ) A EIEEAH1 2 10 ~ -20°C (L 10 ~5°C ),

[0020]  (12) WIAiR (7) ~ (11) JAE—THTIR Kl 4& 7 v2s, FERpAiE A, IARAE T 3-(2- 5
SERSE ) —5- (2- MEmE Ak ) —1- 2RI -1, 2- kg —2- FEE XA =L, FH 10 ~ 50
T (v/w) ISR

[0030] (BN &AL =L 30 ~ 50 f5 & (v/w), AL, A N ERIK (9 0 1)
VER G AL N, 2920 40 f5 & (v/w) , JAT R INETRIK (8 © 2) AE & LB, 24924
45 f5 8 (v/w) o )

[0031]  (13) WIFTIA (7) ~ (12) P E— IR i il & 7712, AR A, /2 60°C LA (ik
55~ 0°C, BAi% 55 ~ 35°C, AL L 40°C) A db Ay (K] 3- (2- I3k ) -5- (21t
WESE ) —1- KE -1, 2- &M —2- BIf7K G4 ) -

[0032]  (14) WIFTHAR (7) ~ (13) FAFE—IFrd (1)) 2% 77, HARFE R, h b dbfa , AT UE
T

[0033]  (15) GATIR (7) ~ (14) FAE—TFTR Kl 28 7325, HORFAE A, 5 a4 S s T
Ji s R T KA A

[0034]  (15-1) 4naiid (7) ~ (13) "PAE—I AT IR (i £ 77 7%, ARtk , 45 ai Ak fa, TCE T
KA.

[0035]  (15-2) WIHTIAR (14) PFrik iy iles 5, HARFE A, s T8 e, CE TR
[0036]  (16) —Ff 3—(2- L 2R FL ) -5 (2- MEmE I ) —1- 2R3 — 1, 2- S Mbng —2- i
[ e K DI gl i (T B JCK W) B &5 & ) FERpAE A, 7580 R X S S fim it b, THT 5 fh
(20 40.2° )10.3° &b HARTHIE,

[0037]  (17) WIRTIA (16) Frikif4h sl (1 BRI 4 i ) , FERFAE A, 7EK R X S 26T 5
o IRTERTET AT (20 £0.2° )19, 1° ab HARTHIE,

[0038]  (18) —f 3—(2— FIEARIEL ) —5-(2— MERE ks ) —1- 2R3 -1, 2- —&nkhe —2- B8
KD i (TR S ) 5 JLRFIE A 46 °C [ 4R NUR Yt o, FAL 2447 £ 4 149. Oppm
S 2y 125. 6ppm 4b HA U

[0039]  (19) —ff 3—(2- F R KL ) -5-(2- MERE &8 ) -1- R & -1, 2- &b ig —2— i
(KK P B & d (V BS TR IK P IR &5 0 ) FoRe 1R, A8 R K X ST 26T i o, T AT 560 #f1 J2
(20 40.2° )16.7° hbEAHRTEIE,

[0040]  (20) 4iAfid (19) PR 4hd (VR TEKRW 4 ) » o, 7E0 K X 5 i i,
WAERTST A (20 £0.2° )12.9° K 24.9° &b HARTHIE,

[0041]  (21)—F 3—(2- FIEZRIE ) -5 (2- MEREZE ) —1- 5 -1, 2- —&bRE —2— Ji i ek
WIS (VLTS K 45 5 ) SLRRIE R , E AL AMRBOE TS (KBr ik ) A, T4 1658+ 1em
Ab LA W i

[0042]  (22) 4ORyiA (21) Prik g el (V K456 ), 3o, fELL 4RO (KBr
) 1 AR 501+ Tem ™ Kb HAA W
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[0043]  (23) —Ff 3—(2— FUIEARIEL ) —5- (2— MERE L ) —1- 2R3 -1, 2- —&nbiE —2- B0
KPR i (VALK i ) JLRFIE A 76 °C [ & NUR Yl o, FAL 2247 4 145. 9ppm
Sy 137, Tppm b HAT I

[0044]  (24) —Fp 3-(2— F I R B ) -5 (2 mbwe 56 ) -1- 2R & -1, 2- &b wg —2- fii
BRI 5 & (TIT B K & i ), Ho FRIEh, 708 R X 5 e finiif b, TRT5 A1 B2
(260 +0.2° )23.7° K 25.0° AbHAHTHIE,

[0045]  (25)WIRTIR (24) Frik i 4h it (T1T BUTCKMIKSE G ), Horb, 280 K X S EAT5t b,
WAERTST A (20 £0.2° )5.7° }29.5° A HARTHIE,

[0046]  (26) FARIA (1) Frikg: 2.

[0047]  (27) SAAGA (1) Frids b2l &4

[0048]  (28) — i Ah 22 AR MR (TR YT S BT ), SLRFIE N S RTIA (1) Rk 45
Hit o

[0049]  (29) — 7 finq ifiL 5 s A S P J s Sk 7 R S 1R 4 K AR B0 Ao 22 e 1 B ARG 1T e
BT SO 22 G (RGBT ), HRR R S A A (1) Pk )46 b

[0050]  (30) —7vig b 22 AR Mg (1) 3R 7 S B P 7], SLREIE D S RTIR (1) Rk )45
H o

[0051]  (31) —FEaf SR g BRPE  MA G AR - 5 AL B e LS 408 MR O 2R Al A0 e SR /)
AR VRN B3R 7 BT R 7), SRR A S A (1) Prid i) 46 i o

[0052]  (32) — P « A1 IAE  ASAH Ah £8P IS A G AR 45 A E 2 28 ME R 5 L A 2
K ROE (A RTANE ) AR W HOMUAE | B I A PR A 75 DGR BT UV AR
JIRERG P AR 2% I B W B S SR ) TR B VR T B TR 7 SERRE A S TR (1) Frk
[ 45 il o

[0053]  (33) —Fofr 2 % 1t o 5 8 8 i 0“5 ke o8 2 « I 8 P S0P i R B 22 AR P ¥R 97
FBCIRRT, HRAE A S A RTIA (1) PFrk 45 d

[0054]  (34) — 7 JBi o 0 Pk 5 o T v T 7 SR B IR 371, JUARRHE A S A AT aR (1) Pk i 45 i
[0055]  (35) AT (33) Frak (1vhyr IS RE 77, For, B g v 1o 5 i 28 2 HIV 1 fing
[0056]  (36) WIHTAR (34) Frik (1vhyr FIECEL 7, Forb, Ik Iy 15w A i 28 « Sk
FEHCERPEBE R 2 K MEEAIE . 22 REMMEMME R 2 - BRGAE B RIE
PR EE A 1 2 A ME AR AR AT S — LU S I o D S AAE P e 2 B A B A v | 2
1890 HIV PR 880 « HTLV P BE  BEAT 1 22 ek P o 120 J008 B8 2k 8 A 5

[0057]  (37) 4IHTAR (36) Jrid B3y IS 7, Horb, iR — R S BE A 1t 5 A ONS 41
PEIRIE G571 1 2 A PRSI IK 28 S BB A AR 255 E « 45715 993 5080 S ik 17 5%

[0058]  HR#iE A B, ARG 7% 2 H LA TP ABE 46 B — 2 Ak &4 (1) « Ak B 5 d R
A S R, A AR R 20 P s S5 1R A T 7 7 BT 3 30 R R A o

[}

M (=] 354 AR
[0059] [ W&l 1] Msciafs] B1 wh pirfs
[oos0] [ K] 2] Aysgjfafsl C1 A fpnfs &t

NN

>

A RIZEAN RO B (KBr 325 )
dRIZLAN RSO EIE B (KBr 325 )
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[oo61] [ &l 3] AZHH AL HhF{S 45 P R X STEfiTs Ko

[o062] [ &l 4] SAsjtifsi] B1 Hh B fS &l i PR R X ST 2efiTs Ko

[0063] [ &l 5] SAysijtifsi] C1 Hh i fS &l d fR R X ST ZefiTs Ko

[0064] [ & 6] Mysijlifsl D1 A Ffs &5 i R A X S R AT i K o

[ooe5] [ W& 7] M szifif] B1 Hofy A X S 2efir it K.

[oo66] [ F& 8] Aysicififs] BL b Arfah fh it °C W AAZRESL SR (NMR) Y6 F o

[o067] [ F&l 91 Ay Siilifsl D1 Hh 4545 dh ¥ °C [ & NMR i 1 .

[oos8] [ &l 101 st C1 rh iS4 ity 1°C [l fA NMR it el

[oo60] [ K& 111 NAERIREE F/KEWIRIEE G IR AR X S AT K
[oo70] [ K& 12] AER AR N AR GG 5 BB X ST 2efir i K.

BIRXHEA R

[0071] T S AS A BH ) N A5 AT TR 40 Ui B o

[0072]  FEAULE 5, Brif “3- (- FAE R E ) -5-(2-mbmg ) -1- 2K -1, 2- — &t
WE —2— Wi K-S I 45 bt 7 R 8 55 S 7K I 3— (2— S{FE2RE ) -5 (2 mEmESE ) -1- 455E -1,
2— ENERE -2 W25 A BIRT, X% 45 b TS A B G ah K I B R R R G PR OE S 45 5K I
—HB 4 AT LABRAR , ] DL S IR R KA

[0073] R 3-(2— FEEATE ) -5 (- MEmedE ) —1- 285 -1, 2— —&NbnE —2- M KA
VI i E AR XS T 1 20 71 3- (2 FUEAREL ) —5- (- mibme 55 ) -1- 285 -1, 2- — &t
WE —2- Wil 1/2 ~ 1 0 71 4h oK g i, i85 T LLdE— 28 0 ~ 1/4 20 7t
A, WA ABR 45 K 0 ~ 1/2 43 T HIK G 5 5, ) n e 45,

[0074]  (1)3-(2- WAL ) -5 (2 Mbmedt ) —1- 25 -1, 2- Z4&nkre —2- fidfd 3/4 K&
VI,

[0075]  (2)3-(2- FAEHKIE ) -5 (2— mEmeEdt ) —1- 2K3E —1, 2- Z&tkne —2- fi 1 KG9
(BT 1/4 850K ) 4s d

[0076]  (3)3-(2— FIEAREE ) -5 (2— MEmEHE ) —1- AF -1, 2- Z&UMEmE —2- [ 1/2 KA
VIR 4E i B 1/ 4 W K SEA7 IR ZS

[0077]  (4)3—(2— FEEAREE ) -5 (- MEmERE ) —1- AF -1, 2- Z5UEmE —2- {id 1/2 KA
YIrI&h i, I

[0078]  (5)3-(2— FIEAREL ) -5 (2- MM ) —1- A -1, 2- Z5kme —2- i L K&
RS

[0079] AR BHEE f 2 BA LU M RMERILEY) (1D RKEIRIL M. CHR X G274
Bl LLAMRBO G (KBr ¥25 ) R &2 45 A8 e R D PR o , (H D 6 42 BT IR IRDR R X S 4k
AT P G2 (g e A £ AR OO T (KB v23 ) (R e 2 AT - )

[0080] (1) —Fi&fh, HRFAE Ry, 70K R X AT, TATSH M (20 £0.2° )8.7° 4k

AR .
00811 (2) — ik i, JURFAE o, TEMD T X S SR o, FRTSAIRE (20 £0.2° )12.5°
b A U

[0082]  (3) —7iahfh, LR HE N , £EH AR XU G fTit b, TRIGT M (26 £0.2° )8.7° K
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12.5° Ab BAATHE,

[0083]  (4) —Fh&hdh, HARFIE A , 7EM R X ST EAT S, T Nk B 4 8RR SR 5 Pk (AT 5
EE (26 £0.2° ) kb HARTEHIE,

[0084]  (B) —Fh&ah, HoRF1E A, ELLAMRBOLTE (KBr 72 ), T4 1588+ 1em ' b H
L

[0085]  (6) —Ff&h i, SLRFAE g, A6 L0 AR R 63 (KBr v ) o, T4 1588+ 1em ' %
751+ lem " AL EA WK IE

[0086]  (7) — M iy, HARRAE Ny, FELLAMRBOEHE (KBr i) W, T RRE 1 BUNIAEK 2 i
T R A BLAT IR 0

[0087]  TEARYE LHISCHR 1 A& EA RIS (FRSHH AL FRE 4. TR E
3) A MEER ERR R X S AT R E 0

[0088]  —fXiM &, M3 K X STERATH M AT M (20) 7E +0.2° JuF N HILRZE, Fik
I CUBRME Sy EIRATE A EEA A S 4 0. 2° SR IEUE. FTLL, AR AUEFER K X
SR AT S P AT B AR P e A — B A5 0 T AR B RS AT A DL £0.2° iR ZE—
ESQINES T

[0089] [ /KEWILE &

[0090] A ULEIFHFIE“TRIH AE 20 £0.2° )8.7° 4 HA Ry 4”7, 25
“TRISS MR (20)8.5° ~8.9° KB W BEARTEWE” 2 & il T AT M
(20 4£0.2° )12.5° WEARTHWEE", BF“ T MAAE (20)12.3° ~12.7° KEHA A
ARTHE” 2 &

[0091] AU B 45 A BT 3 “ T 3 40 1588+ Lem ' Ab H A W e g7, 2 F5 « T 9% £ 1587 ~
1589cm ™ [ Py HA R fE” 7 5.

[0092] AU BH SR AT “ T8 1588+ 1em ! J2 751 4 Tem ' Ab HAT W, 245 « T4k
1587 ~ 1589cm ™’ % 750 ~ 752cm* FR15 Bl )N HA Wi ” 22 7.

[0093]  ASUd B P T “ TAL AT 20 146. Tppm Ab B ATWE”, 2 HE 70«85 1090 52 414
N B AU A A TR 45 A S B A IR A PE TR S B4 PC AR NMR Y6 2, A S5k
SRS 146, Tppm SEJR b RIS 7 2 5. 46, AL P ATIE “ TAL2# A 4 123. 3ppm
b BATIE”, SRR “AEIEH I e &0 T, BUE ARSI TR AR SR FARR AT
BEAT °C [ 4R NMR JEigl 5 , BA 54024008 123, 3ppm SEJT b [FISE 16" 2 5

[0094] [T ZUJL/KIRISE & ]

[0095] AU B 5 BT IR “ T AT A AR (20 £0.2° )10.3° Ab B R 5 087, 2 IR
“TAIST M (20)10.1° ~10.5° KuH A BAATS " 28 Brie e TR A K
(20 20.2° )19.1° AL HARTHIE”, S TATS A (20)18.9° ~ 19.3° (I3 [l A
ARTHE” 2 &

[0096] A< i B 45 T i “ T AL - A B2 4 149, Oppm Ak B W67, 35 78 “ T8 5 I 52 4%
PR, 85 AU B4 52 5B AH [F 44, 3BT C [ 4R NVR S6iE Il 2, B 5% 8
149. Oppm 3Lt F RIS HIE” 2 B o 546, AUt R ATl « TAG2E A B 4 125, 6ppm &b B
W™, 2 AE R TR 25 A T 5 B AU B S S i EAR R 454 T 5 84T °C [ 44 NMR S %
W, B 50540 % 125, 6ppm SEJ5 R 2 (14 ” 2 & .
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[0097] [V RUTCIKYII 25 iy

[0098] A ULEHF T IE TATH ME (20 +0.2° )16.7° & HA AT &”, &5
“TRTHT A (20)16.56° ~16.9° WWEHE N RGN E” 2B BTy mE
(20 4£0.2° )12.9° KWHEARTHWE", BRI THHMA (20)12.7° ~13.1° KEHEA A
HRTEE” 2 & TS TATS AR (20 4£0.2° )24.9° A ELARTHIE”, B4 THT5 1 B
(20)24.7° ~ 25.1° KIJEHIN BARTHEIE” 2 &,

[0099] A< Ui B 45 7 BT 1 “ T3 £ 1658 £ lem ' 4b B A W e g7, A2 ¥R “ T R £k 1657 ~
1659cm ' [ H Py H A s 7 5.

[0100]  AULEH 5 ATl “ T4k 5014 Lem ' AL AW, 28 “ T 5L 500 ~ 502cm
Ry Y B IR g 2 B

[0101] A< B 5 b T i “ T AL 2= A B2 40 145, 9ppm Ak HLA U6, 36 78 “ T8 5 i 52 4%
PFR, 85 AU s _EAR R 4540, 04T °C T8 MR NMR Sl 2 , g 542447 8
145. 9ppm SET b [FSERE” 2 8o 740, AULHA F pTE “ TG AL 49 137, Tppm AL HA
e, ¥ AR I A A s S AU B Sl EARRI 54 T 5 24T °C [ 44 NMR S %
M, B 540608 137, Tppm SE R _E [RIZEHIE” 7 &,

[o102]  [ITT ZJC/KPi &G i

[0103] AUt B H Pl “ TATH A (20 £0.2° )23.7° HEHARTHE”, 215 “ TA7
WM (20)23.5° ~23.9° KV BARTHEE” 2 & AU B TE« TATH M
FE (20 £0.2° )25.0° WEARTEE”, E¥e“ TATH M (20)24.8° ~ 25.2° [{juH
WA RTHNIE” Z 8 s AU B H IR “ TR AR (20 £0.2° )5.7° A HARTHE”,
R TRTH M (20)5.5° ~5.9° VLN BARTHIE” 28 g« TR M %
(20 4£0.2° )9.5° ALHARTHWE”, 248 “ TATH M (20)9.3° ~9.7° KEHEHNAH
TR 2 5

[0104] AL B A5 BT i “ HESEMISSES R 7, A2 4 A I Bl AP 2k LRl 5 — e Sl A ML 2
[0105]  AUiBI A5 Frif « BE2Rus s, R de I QB 1 - TAEE . 2- TNEESE C, ¢ BEA MLV
2RI R 1- A

[o106] At B, Bri “w s ” B AR 760mmHg LA R RO AT, B R Bk K B 5 (B4 1 Ky
760mmHg ~ 0. 1mmHg, 0% 4 50mmHg ~ 0. ImmHg, SEALIE K 30mmHg ~ 5mmHg.

[0107] [ ZKEWIRIEE & 1 — Rl & vk |

[0108]  4%M8 iR LRIk 1 (EFRAFFA 01/96308 SUiEHA5 ) (K2 itif] 7 B80T i i 4151
3HILFEMLEY (V) Wb &Y (1) InFAG I TR D, Bike S A AR AT, @i b
R IR, fetl DL RIS i i) 2 15 B A R B (F7K G- I 45 i

[0100] AT AL AW (1) W] DUAEERS, 7 L K-E90 JeKY), ] LU HE &
g (AR 22 B RIS &) vl DO ER YRR A Y

[0110]  SEATTHAE A RIS 711, BE 05 28 HE Uk 1 SIS 70 e S5 I 2 771 S /K PR T 1 s Rk 2
T 30 BRIVR G 01, D0 TR TR 7K PR VR i 3 o

[0111] A I A AR A /K (R A FI R A L CIRRREL ), AR3E 8 37 & 3 ~ 24 & 16, 4R
W9 L 1~7 3, BARIEAL 8 12, mAUE R T INIAIK 9 1 D) MIREEAZ)E,

9



CON 102382047 B OB B 8/22 Fi

I/ R TR EIFIZK (8 & 2) (KIS IIRA VAT,

[o112]  5y4b, ml DACLE I nfvmds i &4 (D) BIEAEA T B BAK 52 FRAR A5 il i
= EAE N BB Ak B R AT A &, A T & (D) EEMA R RINIEA
10 ~ 50 f5 & (v/w) o S FIEILEA 30 ~ 50 f5 & (v/w), BAEIHK 9 @ 1) 1
h & ARSI T SRR A 2 40 f5 8 (v/w) , BN EIRIK (8 & 2) 1E Ky & Ak w74 1]
B SEALE A2 45 f5 & (v/w) o

[0113] A& (1) IIFVE A I (IR AT LUARE A& I B 59 (1) SRR, 1
L5 AL B ~ 50°C, AL 65 ~ 55C.

[0114] DS ATTING VA SR T, BERE 1S RIRES AR Z & (298 ), L, ZiEX 45 i
v JO PR S R S ) 5 R 2 R A H R R AT AT, ASIE BL 40 ~ 5°C / /NI IR FE VA T
SLIELL 25 ~ 15°C / /NI IR FE AT

[o115] 53 4h G M iR e IRE ek E S W @ k8, HIE A
10 ~ -25C.

[o116] 7RG ahdb AT, AT LUMAd A (2 8 3-(2— U285 ) -5 (2 mbiE gk ) —1- 2§
5 -1, 2- ZANENE —2- BRI K A& ) rT RIS 0. IR\ d Pl (3L 5 3 Rk 11 PR
JE, BALIE A 60°C LT, 8L A 55 ~ 0°C, BHALE A 55 ~ 35°C, miLiL H£y 40°C,

[0117] U IR ERAE, 4 B SR AT Y IR &5 e, B2 I VS RIREATIB Uk, iR T ml 15
BN H S ih e &5 biE vE T AT ), T 5 A s srAH R, (AR IE T - 7K (9 @ 1 ~
LoD KRS, EGENE - K (41 0 D BRG]

[o118] [ &idm 477 ]

[0119] 223 yEHRAE 4> B AR B &6 i, B I O T A0, sl i ndd, s id itk 47+
o

[0120] b [) ] AR i) £ & L T A2 B L TR P S5 00 2 H s PRk R U T e
ORI R 346, AT TR R BOsOR N AT . IR A B A TR E
TR SR Y BRI . TS & TR S, D BN T DUORCE TR

[o121] R Bk 77545 B 45 & i B — n A i, e AR e, R AR 5 A A HE
i 28 B i T e R P 5 R A, R3S A T

[0122]  KTALEY (1) 1EAAREAR 0 S TR T R A A, £ RS0k 1 A TE4e i 48
7, 5 HAHIR], A B 5 df ] VR A A A8 PR S IRV T 0 A U8 A o BRI STk 1
NN BAEN S5, A5 T AU N A

[0123] AR EHIAL SR R 259048 TN 815 00T, A8 A 28 A BH IS AL G 4 FE 4 1)
IS INFRNRS  TRIRAAT 2 B9 5T o AH AR A5 8 AT A AL S P IR AR n] B 245 AT
[0124] {24 BRI, AT LAZS HGE R T 25900 (T35 RG -6551 I3 3510 A A0 1
T ST AR MR FL AT 3R TV PR R B ) B vl SR ) G B S ) B AR A
e AT AR FEROBGR &, th BB AR B T Bl U A A A

[o125] RSN IR, 460 dnm] LSt SUBE S E0BE A 280 B . TR TE R « H BRI L B
VERY s o ARTERT HIDRG | 5 AT 4 25 VR T KRR R R BRAD R IR AT L R IR EE L BRI AU 5
[0126]  fE K LIRS A, BT L2S H, 58 QG T PR FR 4T 4 R LIE 4T 4 3 BT AA R
FE NI IR R ZE IR AT YE 38 R T IR AT 4 22 R AR AT 4R 220 IR LR SR s e
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CON 102382047 B OB B 9/22 Fi

Wi RS (M) %5,

[0127] B IR, 400 ] LA2S IR 1% 5 1ok T IR 45 - 4 50 %< 9% i I e\ ¥ 1
VIR A AN N K Y

[0128]  AE2& bk i ), i anml LL2S H, 4 dn 4T 4E 38 BRI ik R4S IR BR &4 A7
BRI RS S R AR R TN AT Y 2 R PR AT 4 55 R AR AT e 3240 S  FF AL 41
YEZ RN IR RY R P AE R R

[0120]  1E A bRk 25 650, 49 4wl LA 28 = 44k — kL o (0 = AR Ak kL T T AL A B
B- it MR VAR IEAN BRI R OB RS RN T2 S Y
JFo

[0130]  AE N L IRHRWRAIEF, W] LA AT a0y | 6 B 5 2 B A R S e R R 55
[0131] 1B BIRFUALTER MG, T LA2S Al e Wt — SR hi . A RE AR IR h  H R
ZUIE VIR  ORRAERE St AR R Tyl 55 g J TR IR A0 S OB O R H vl i 5o

[0132]  {E LR B, v LIS R O TN K IR A Tl L IH [ — 4
WL e B BRI AR TR 38 B IR R 80 M B A 25

[0133]  fE4 bR B, B AT R g MR S8, I 7T LA2S 38 0@ I 58 & S s e
i AR U2 R AR YR R ORI R RN R R 555K &4 T

[0134]  {E BIREEVBF, W] LA2E A A0 Ak H Rl L AL 45

[0135]  fEA LIRGZ o], w] DAZS HE B R 3k (G PR 2 DR R B AT I IR Eh S5 52 P

[0136]  {E& Fak iy g 7], TT DA H X 70 585 25 A IR PR 6 AR 2K AR R T I L U T T 2R R
[N AN N TN NI TS

[0137] 1B N BIRHUAEALT, AT LAZS AR R 3L IR MR o - AR Y%

[0138]  fE N FIAR e, T LA2ZE s H H T 299 h i .

[0130]  1E2& baRW e snl, mT AZS il i T 2590 b 4 5o

[0140] 540, 15 R a5, v LAZS H R 3 B S0k 5] e B 5] B S ) B B ) RN
2 2 TR AR B 70 B FH 0 700 JR s 31 YR 51 < 95 550 3 50 R B2
A1 T B S o

[0141] RIS INFITE M 414 T Hl 4 Lid DRI Ak, i 75 2n] DO R ik 474
1Ko

[0142]  F i Jnml o, o T TR 351 R 351 R A IR LA 500 R T 9 R ) B
T BT BT 57 R PR AL T B2 A 5 sl B T 3E 2 2 A, AT A%k Ah
H il o

[0143] SRS INFRI, e 2 4 FLAG TR R TS T 7 B 3R] BRI S350 i )
JE A BUEEALT AR A R SR B BRE M M2, W] 2% IR R B 57

[0144] AR EHEIMLAPIE R 548 FHIN, HoAd F AR IR BAE W S A Rl AN [R5,
WE, RIS, B H A 0,05 ~ 10mg (fLi%k 0. 1 ~ 5mg) , 48 A Hil5IHS, & H 4 0. 01 ~
10mg (3% 0. 05 ~ 5mg) , FEHFIN, £ H 4 0. 01 ~ bmg, LL FZAZHATLL 1 KRBy 2 ~ 6 IR
5o A, 0T R ORI B S R 2 tH S PR es 24, BA, R T AR I 25 H SRR AR
PR R T IR o

[0145] A AKRN 3-(2- FEREL ) -5- (2 mbre 2 ) -1- "% -1, 2- Z&kne —2- i

11



] 10/22 7

KRGS s (ALEY (D) AT ARG T SRl S 57, al AR R 2 B
5 FH RS, FAREIHIRAL 5 B T B o

[0146] A K WAL & 4 (3-(2- U35 2R 2k ) -5 (2- M we 2 ) —1- 2R 2k —1,2- — (it
WE —2— fi ) SUBE ARIUACFR VSR ET Y 500 6505 » A0 2 0 26 L Mt o P At 38 2 (1 2%
IK R BT R SEA TR A TRAE o g LR RT3 i O, o A A QO T R 2T 4 2 AN
BREE I B FAG BB R A e, I o IR R FE IR YER Al R S ()
I 6000 AL BRAN T = AL BRER A ) B IBOR BTG R 7 S T A
F A R R R BTR

CN 102382047 B b

(01471 [ % 1]
[0148]

15 A Uk EAEK 0. 5mg J1 1. Omg J7 7 2. Omg J7 3t

AR EY) *1 BRG] 0. 5mg 1. Omg 2. Omg

S gt 255 80. Omg 79. 5mg 78. bmg

RBRE AT R S A 9. Omg 9. Omg 9. Omg

T CNBFEME S e iRl 5. Omg 5. Omg 5. Omg

BRI A S A4 2= i 5 5. Omg 5. Omg 5. Omg

heE R PR EE T 0. 5mg 0. 5mg 0. 5mg

FENEK gl R T T

F1 4 H] *2 LA 5. Omg 5. Omg 5. Omg

K gl R T T

&l 105mg 105mg 105mg
[0149] ™1 :3-(2— FFEIRSE ) -5 (2 NEmeSE ) —1- HKIE —1, 2- &k -2- B (K&
“hiim )
[0150] "2 . FRNFE AR AR B 4 (W) I 6000 AL BRI # (8 = 5840 8k
REY
[0151]  SEZjitafsl]
[0152]  JE ik DATF A SEREE], 140 H B AR U BEAS & B, (ER AR B I A PR 2 1% L8 52 it
il o
[0153] #4411
[0154] 52— mkmedE ) —1—- ZKFE —1, 2 ~S(AkIE —2- Hii & ak
[0155] [ 4k 1]
[0156]

X
= |
| (1
N =~ “NH - “
A 0

[0157] 4 5-(2- MEmEdE ) -1, 2— & MEIE —2— B7 (W02004/009553) (7. 33kg) « = 2K FLERN

EHE (9. Okg) ERIRH (JE7K ) (0. 80kg) /K (0. 50kg) (MEHE (7. 1kg) « N, N- - F13k L%
(66. Tkg) MREWE TR TEIR R MNA LT, FEWNIR 28°C MR 1 /i,
[0158]  HIRUVTIHBE AR T RIEIREE N 9%, T LL 30L/min [ 1] S v 74 FH BN K
L IUAE 39°C R 40C (IR ) MR NIREGY) 16 /N, 133 S NIR G 1A

12



CON 102382047 B OB B 11/22 B

[0159]  #57K (191ke) \25% &K (85. 8kg) IIAFIF AN R PR A, HIVe /KA A2 8.7C
e, 48 3 BN BRI R NI EY) 1A RONVIRE WAV K H A EIE S0 T B 4 /M
FHES ORI S SRS ) b O HT ), BV H 65ke /KT e

[0160]  Effr 4. 7K (9Tke) <25% /K (43. 5kg) IIAEI N 2848, A 25°C TR K AR5
PEFE LI o A3 AT ES O LIS U NER A BORT HR A, B I 32. 6ke AKIBVENG , BEAT T
T4 (60°C18 /M) 133 9. 6kg HJ 5- (2— HEREEE ) —1- H3E -1, 2- MR —2- i
[0161]  'H NMR(400MHz, DMSO—d,) 8 8. 61-8. 50 (m, 1H) , 8. 36 (d, 1H) , 8. 29 (dd, 1H) , 7. 90 (d,
1H),7.80(ddd, 1H) , 7. 56-7. 45 (m, 5H) , 7. 27 (dd, 1H) , 6. 62 (d, 1H) .

[0162] il 4] 2

[0163]  3—y& —5— (2 mikmgEdE ) —1- AFE 1, 2- — S(nkie —2- M) & I

[o164] [ 4k 2]

[0165]
S | = O
[ _ /@ N/ NN S
~" "N
Y0

N o
Ay
~

>

0

Br
[o166]  #f 5-(2- nikmEdt ) —1- 2K 3L -1, 2- A NknE -2- i (200g) « N— YR AR BE BTk 0 f
(157. 7g) &R Ll (4L) IOANR 10L () ) N 2585 T, ¥ I MR G AR B 30°C (HhiR)
A 9 /N 20 23 Bhe K 3% AR RE HUKIEE (2L) A (2L) AR S N IR S )
Ja,AE55°C (AN ) FHEFE 30 438 SN JE, 7 B RNVIRGWTRIKE CFE), RaHa
BUZKBE (K 20) 4 I Bibts T 25 1RER 25557
[o167]  SRJEF I 1,2- — HAIE &kt (L), AT OE W 4, 43 31 3- IR —5- (2— ik me
Fe ) —1- 2R3 -1, 2- AUkiE —2- BRER )
[o168] il 451 3
[0169]  3—(2— FIELAIL ) -5 (- mkme It ) —1- ZKIE —1, 2— —Snkme —2- W& Al
[o170] [ 4k 3]
[0171]

Br

[0172] K LIRHI# 5] 2 PR IR GBS B 3- 1R —5- (2- mibme ) -1- K36 -1,2- —
AtnE —2- WY A E T RN AT 8 2- 1,3, 2- ZAMNR I Mokt —2- 2 ) %
G (214. 9g) JESFRAE (3. 44g) « = FFERE (16. 07g) WAL W4 (7. 29¢) 1, 2— — A4 3L 2 4%
(3. 1L) B ER B (158. 8g) MAZNZ R M AAFF, AEBZ AT 70°C (FME) FIn#diH: 30
SYBh AR TR BiFE 4 /N

13



CON 102382047 B OB B 12/22 T

[0173]  ZJ5,7E70°C (HMR) N¥ER LR (2.5L) AR MNIRED T, fiFE 10 78,
g RNVIREGY), FHBETR OB (2.5L) TEVERE . FIER R 2 VAT, A
12.5% 27K (5L),60°C (SME ) T4tk 53 7380, HEMIMBEHTHRINE (KE). ¥
5% fr#h/K (2.5L) \25% 2K (2. 5L) AR KANZT, tidtfa, & T2 (KZ) . #
¥ 5% /K BL) IARIREMANES, ik G, 28 TR OKZE) o BREKAEVZEE
WA, 2 JE M AL T EAT 90 IR 4 o

[0174] 5N ET (7. 2L) 7K (0. 8L) MIAZI Bk, 60°C (FME) TFHEFE 1 /N 10 7380
iz B SRJGTE 38°C (HME) THiH: 18 /384, FEWNIR 40°C ¥ 1g mAh (3-(2- %
FERFL ) -5 (2 MEmEEE ) —1- ARFE —1,2- & NknE -2 BIR/K S 4E a0 ) N R MY TR
HEH,35°C (AN THHE 30 7380, 285, ¥R NIR- G EF 30 73 8PS 5°C MG, 7E7MNE
H L0 CIHH: 17 /N

[0175]  $idE T, A 3 /) 10 230 BefiaK (2. 29L) 2R MR-G5, B e 1/
I 20 73 Bh o i 98 S NVTR-EH, H 2L 50 % PR — /KB Ve gEVE , 1531 3- (2- IRk ) —5— (2-nit
WEE ) —1- 2-3% -1, 2- Z&beE —2- fi] (526. 28g) Wik, (THEEEA 168. 3g)

[o176] ¥R A 3— (20— FIEARIL ) -5 (- Mk FL ) —1— RIE —1, 2— —S(nkne —2— F i 45
R

[0177]  BREX 4. 378g AT 43 HIVRAE, 7F 50°C N kT4 4 /M, 4321 1. 4005 1Tk 4
[0178] THEEEHE(H= (1.4005/4. 378) X 526. 28 = 168. 3g

[0179] YRR 3—(2— FIEAIL ) -5 (2— mkme 3 ) —1- 2RI —1, 2- —S(kme —2- M [y 44

[0180]  JITASVR AT 1L Il 45 AR B A 832 0 B, B AR ) &5 1 3 P AT AR b 5
168m1 A f . 186m1 7K

[0181]  SAHGIETE M1 464

[0182]  #% :DB-WAX (30mX 0. 53mm, 1 um) 5 & W & TCD 5 K 4k = & fF 60 'C (8 4> Bh ).
60-180°C (70°C / 781 ) 180°C (5 4381 ) sALINZRIESE 210°Cs N IR E 150°CALiH 5. OmL/
Ganil

[0183] Zp¥ikL 1 @ 4 7 FEANE 2uL

[0184]  SEjfs] 1X

[0185]  3—(2— S{ALIRIE ) —5-(2— mfmeEdt ) —1- JRIL -1, 2- —Sintkng —2- {] OKEYIR4E
in ) [F&E itk

[o186] 4 bkl e 3 13 R IE A 3— (2- FUEEAREE ) -5 (2-mbme gt ) —1- K5 -1, 2- =5
ntbmE —2- Wi (526. 28g) HEAF 10L HE P, fuA 5. 5L A 5890m1 P Eid A1 490m1 7B il (1K A
i 7RV TN VAR il ik o 20K R A% 1) TAT 7K R 4 5 T SR U 101 B AN TR
T H PR 2 LOL B

[0187]  FEAME 40°C FHEHZIR AW, WAL A 40°C o, AT4MEA 35°C, SR 514 842mg 1)
3-(2- FELIERL ) -5 (2 MEmERE ) —1- FE -1, 2- “AkeE —2- BiK S mARNR S Y.
FIREDIPEFE 30 43805, ANEAE A 30°C, T 30 3B e oMRA R 25°C, LLERE 30 7
P AMEFEAR 5°C, ERIMNRIFINE 15°Co FIREGWAEINGE 16°C T HE 30 73905, fRf4b
MR 8°CHEHE 1 /I

14



CON 102382047 B OB B 13/22 T

[o188]  7E 11°C (iR ) &, K 842ml JKZE 1 /NI 10 3 BhiMBENEA Y . Wi w1 /b
I B AMRAZ A 0°C, SRR -G 40 7380 )5, PR AMRFEIKE -20°C, fiidt: 15 /s

[o189]  JEHUREW - IHT A, H 50 % A EZKEE (1700ml) JE Ve B ), A4
50 738he RIS H AT HAAE IR BB LA gl V40 C 2 R4 11 /DI, FE T 60°C T4 3
2NN

[0190]  FIEMLIRFEVR H RN W5, WASMT 4 ANNHETEEHL 1B E] 950hpa, 15 3] 172. 4g
1) 3= (2 FUIEARIE ) -5 (2 MEmEIE ) —1- 2K3E —1, 2- &5kne —2- fi (AKEDIMEE ) .
[0191] 'H NMR (400MHz, DMSO-d,) 6 8. 61-8.57 (m, 1H) , 8. 53-8. 52 (d-1ike, 1H),8. 47 (d,
1H),8.01(d, 1H),7.92(d, 1H) , 7. 86-7. 81 (t-1ike, 1H), 7. 79-7. 76 (t-1ike, 1H) , 7. 72 (d,
1H),7.61-7. 48 (m, 61) , 7. 31-7. 28 (m, 111) .

[0192]  %EFH4E 15ppm

[0193]  ZZ& 4] AL

[0194]  3—(2- FILARIL ) -5 (2 Mk JL ) —1— R HE —1, 2— — S0 kie —2— M i o /K ) 11 45
[l £ (11 A9 TR P &5 i

[0195] L5 WO001/96308 ‘5 i (S fe] 7 Bridk i) Jse WA 28 BB AE J7 2 AH R, i ik
S 3—(2— FUIEARHL ) -5 (2- MERE L ) —1- 5L -1, 2- & MERE —2- {id (4 2-(2- %
J -1 REE -5 (mibreE —2- 2 ) -1, 2- ZAMERE -3- 2% ) K ) A RO v W001,/96308
SR SR 7 K IR E] B 3 BTk

[0196] A 3—(2— LS ) -5 (2- MbmE 5L ) —1- 2R3 -1, 2- —&(nkiE —2- il (8g) , I
BER £ BE (400ml) o 4 HAE 60°C R Ak, FEIMAGERE L85 (160ml) , 7E 70°C G T
IR E AT AR R TR TR NN IE % (80m1) J&, Pk 45 1F N 28 1R e L w7, 1931 7. Tg
RV B2 R K o

[0197] 'H NMR(400MHz, DMSO-d,) & 8.59-8. 57 (m, 1H), 8. 53(d, 1H), 8. 47 (d, 1H) ,8. 01 (d,
1H),7.92(d, 1H), 7. 83 (ddd, 1H) , 7. 80-7. 76 (m, 1H) , 7. 73-7. 71 (d-1ike, 1H) , 7. 61-7. 48 (m,
6H) , 7. 30 (dd, 1H) »

[0198]  sCjifs] Bl

[0199]  3-(2— FILARIL ) -5 (2 mkmedL ) —1- ZKHL —1, 2— — S(kne —2— i i K A 0 11 45 o
[l 2 RSP 45

[0200] ¥4 3-(2- FEEARIL ) 52— MEmgdE ) —1- KK -1, 2- Z5knE —2- i (Tg) BT
500m1 #2545, AN\ 280m1 [¥7H 252m1 P EFD 28m1 7K BC KT 90 %6 11 TR Bl /K 5, 76 7K
FEHRINFAGEEE, BIVRE T (K 65°C ) Wik. HiAERRIG, KK EI 2 50°C, %3N 35ml 7K
i, TER 50°C TR A 140mg gl (/D& 3-(2- FUEEARE ) 55— (2- MEmedt ) —1- 1% -1,
2- ZENEE —2- B K G4 ) » FEEAE LLZ) 35°C / /N VA EER A 1A -20°C .
16 —20°C HFE L /NN e, SEECHT H 1R [ 44, 42 gk T8 (AR 30°C, 1 /M 560°C, 2 7y
I ), A3 BN 6. 3g TE KRB R, /8 A QR JRCE AT 55. 4%, — G
61.6% ) JHE 17 /M, 153 6. 2g 1) 3— (2 FUIREAEE ) -5— (- MEmEdL ) —1- KK -1, 2- =5
MEEIE —2— B (R K S0 ) 45 i o

[0201] 'H NMR(400MHz, DMSO-d,) & 8. 61-8. 57 (m, 1H), 8. 53(d, 1H), 8. 47 (d, 1H) ,8. 01 (d,
1H),7.92(d, 1H), 7. 83 (ddd, 1H) , 7. 78 (ddd, 1H) , 7. 73-7. 71 (d-1ike, 1H) , 7. 61-7. 48 (m,
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CON 102382047 B OB B 14/22 T

6H) , 7. 30 (dd, 1H) »

[0202]  sEjEf) C1

[0203]  3—(2— FHEATHE ) -5 (2— mkme gL ) —1- 20 —1, 2— — S ihie —2— i) /K 0 (1] 45 i

[ g (VAT KA 5 i )

[0204] % 9g [#) 3— (2— FIEEAREL ) -5 (- mbmE 3L ) —1- 2R3 -1, 2- —&EmE —2- i (K&

YIRI45 L) BT 500ml Z8gsh, N 360ml TREH, I Elm T (K3 70°C ) itk

[0205] VA ), THIEZIR AW, 769 T 75°C N ue ik 46 [E Ak o K [E AL e FLER R A e

S, IO HT 216m1 TR AT 54m1 7K 0 i s 7 i 2K VR o

[0206] TEMARIFT (KK 75°C) B GG, B T A mm S s 2 /it
0 7380 A5, ¥ IZIBEM/KBIRE (SMNE) BL10°C / /NI A HE A H 2 =3, 76

%/ THEFE 16 /N

[0207]  $hyE S ARG I A, SRS A2 s T8 (HME 20°C T 40 438, SR 60°C

T3/ ) AR 7. 2g 13- (2- FUEEAEE ) -5 (2- MERESRE ) —1- R -1, 2— Z&bRE —2- Al

1057 EET T

[0208] 'H NMR(400MHz, DMSO-d,) & 8.61-8. 57 (m, 1H), 8. 53(d, 1H), 8. 47 (d, 1H) , 8. 01 (d,

1H),7.92(dd, 1H),7.83(ddd, 1H),7. 78 (ddd, 1H) ,7. 72 (dd, 1H) , 7. 61-7. 48 (m, 61) ,

7.31-7. 28 (m, 1H) .

[0209]  SEJsEfH) D1

[0210]  3—(2— FHLAHEL ) -5 (2— mkmE AL ) —1— a0 —1, 2— — S Ikie —2— F i) o /K 0 11 45 i

[P £ (1 2T K P &6 i

[0211] 4% 8g 1) 3—(2— FUILZRIL ) -5 (2- MbmE L ) —1- A -1, 2- —SnkiE —2- i (KA

IS ) BT 1L &4, i\ 480ml EEIR L B8, ARG~ (i ) BpEfl 2 i, 15

1 LREFE THB PR ES (280431 ) dRafiidt . 7ETEAE R 50. 9°C RN A &1,

0. 2g dnfl (3—(2— JEEZRIE ) -5 (2 MEmERL ) —1- 2R3 -1, 2— Z&UnkIE —2- M) LK Y ) 45

im ) IIAZNREW, ARGkttt 2 IR 0 31, 3°C o KRG T /K i HiHE 2 /i,

JENUHT I 45 G SRS BT (B0°C /18 /NI ) , 1531 5. 8g 1 3— (2— FUAEAEE ) —5-(2- ik

e ) —1- KIE —1, 2— &nkie —2— B 1 KD I 45 5 o

[0212] 'H NMR(400MHz, DMSO-d,) 8 8. 58(d, 1H),8.53(d, 1H),8. 47 (d, 1H),8. 01 (d, 1H) ,

7.93(d, 1H),7.83(ddd, 1H),7. 78 (d, 1H) , 7. 72(d, 1H) , 7. 61-7. 48 (m, 6H) , 7. 32-7. 27 (m,

1H) .

[0213]  ZE/KERK © 4FE (1 1) BERAFE TR e Pt e

[0214]  (H#tET7VE)

[0215]  FRENZY 150mg £ &5 dt NS BB ER , 1 sk (BloK - 1 (1 2 D) IREH])

A ZE N UATEO N PR G HAE . ARG, EZ 60°C T, 5 2 ~ 3 /hit.

[o216]  (&5R)

[0217] LK R XSG fiThf IR, 275 ) AL tPAS B 45 i, 76 FIRKEoK @ 2/ (10 1)

RAWATAE FTHRAEAES, 45 WA Kk BB AL, 552 D1 AR R 16 &5 SR &)

piis

[0218]  TE LKy AR X S EEAT I AL, SEHtiAA) BL St CL.SETtifs) D1 A3 RN 45 b, 45 detk

16
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i‘%i% ELJ@SAWJ( ClE (10 1) RA WALTE FINRGEAED, Y3 FuAs e »
[0219] s a B Z5 ae Y

[0220]  (Z%E)

[0221]  FH2% X 514k DTA &40 :RINT-2000 ( Bk £ 4220 )

[0222]  (H#1ET79%)

[0223] ¥ sifs] B1 1S 4 d (KRG ) FZS IR i )5, FE R BCEAE K
13mm IR b, XTI B A T R 42 4T 2R A T I e

[0224]  {FH] X §£E :CuK a 4k

[0225] A HLHK :40kV

[0226] A HLJT :200mA

[0227]  RiHUF4E 1/2deg

[0228]  AZ)65kE4% ;0. 3mm

[0229]  FSF 4% < 1/2deg

[0230]  FIHEEAE :2° / or%h

[0231]  HIHi2PHE 0. 01°

[0232]  JUEdE[H (20) 5~ 40°

[0233]  fan & 7 AR e iR, Y e 7E SRR R R R X 2T B <30 > 40— 50—~ 6
0 — 70 — 80 — 100 — 70 — 60 — 50 — 40 — 30°C,

[0234]  (&5R)

[0235]  JKEVIHIG: b PR SR R R X ST i il 11 s 3l oK X ot
AT AR AL, REAE AR A SEHE ] BL TR 45 d (KEWIIEE ) TE460°CLL FA N5
SEHEB EL BT IRAR R ) & i (TTT BRI 4l i ) » AR R BRI PR AR R K -GS 0 45 o
[0236]  f% fn T Uy 3 o AR W E VR R, WO AR SR R TR I R R X 5 £ AT gt K
4—5—>10—> 15— 20 — 50 = 90 — 50 — 15 — 5% RH( AHXTVEE ) .

[0237]  (&5R)

[0238]  JKEWIIEE A Edl SR BT R R X S 2T B 12 o Jl ik R X 5
RATHT B R0, DR E 2 10 % RH A S a1 W22 2K G 46 b B 5 11T BT K 1
ghim . REBS ARSI B Tl 45 & KGNSS ) 4640 10% RH LU R VRS R4
TTT BT /K P &G it (HR I AR A 20 10% RH B _E, RTAR /K-G0 4 i -

[0239]  ARPE G T RE VB FE AR AL AT K A0 I 45 it IR s i 1) R SIS L A SIETtiAg) 1X 1R Zk
KRB, SR 1X A8 TR AT OHT PR A R Szt B AR B 45 (TTT B K
ghiim ) BORIL TTT B KPS b ARG 25 TR &9, 2@ H T 62 K G 45 i
RSl IEIEE NS

[0240]  F/NE KBEEFZEIE T BRI E

[0241]  ($AEHE)

[0242]  FEAhR OB 20 10 I G A0 2 I e L0 mp 25 S M 2 B 9 FEAH 735 1) B KT /K 5 0 1)
Ghdte 1.3 TR JHENFE IR b0kPa [ 4 K, T8 ek Ao A 18 T30 381 3B 121 £ N T 1k 28 =

M\ HLRE IR TR0 0. 1 7D J 25 1580 F A At I B o A el e Fl rE AR B35 100mm Mﬂaﬁ’%k
PRICEIT A E A% Ko

17
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[0243]  ( NRRIMRERIME 51 )

[0244] P52 SRS :24°C R H 249 % R 45 KA H = ) :50kPay 3R T 46 B 1) <0. 1
Fh 3 KARIG I E R IREL 5 KB KRR = < 10]

[0245] (5 KEe &I E 1)

[0246]  JU5E S IR E :24°C R 49 % B 45 KW H R ) :50kPa i HE 4R IR 0. 1
Fh KR I I E R IR 210 Ik

[0247]  (INE2EE)

[0248] MR M AR VER IR E (MRS 43R5 B AERFST BT DES-10)

[0249]  (&5R)

[0250]  JB4E FRRIRSE (160 ~ 170g/m’

[0251]  f/NEKREE :50 ~ 100m]

[0252]  ByZRikFE :1250g/m’

[0253]  H7EEPE

[0254]  (H#tET7V%)

[0255] FHEM ( E4% 35mm) FREXZ 1g SALG, ISR CREMAE (VUG 4G
g ) i, 20mm) , 75 L35 FHFEER A 30 H3Bh. RSP E IE R RIS 4T I 551, FH e B 52
i U 5 M AR R F LA

[o256] (ZE)

[0257]  Statiron—DZ3 SSD #Hikk= 24l

[0258]  (&54)

[0259] A5 AL [F145 5 <70 ~ 100V

[0260]  SEJEfH] B1 [k & 0V

[0261]  ZLAhWR el i (g3

[0262]  HR#iE H A 24 dh it — R A0 FP I 2 AL A6 i I 2 VA I KBr |3l 48 F iR il
SESAE T, M SR BL BT A3 4 SLrsheit, (38 ) HAD ek S HH] FT/1R-620
[0263] 5 iz [l 4000 ~ 400cm '

[0264]  /3fiffE :4em

[0265] ZHREL :36

[0266]  FHHH AL :2mm/ J3 8

[0267]  SEJtf5] B1 BT A5 &5 fb 4L AR ot o 9l e (KBr 25 ) Wil 1 Fiow s SEfEfs) C1 B
P45 LMD ETE I 52 (KBr 5 ) Wik 2 Fror, e B1 AT 1S 45 i i W e 06 1l it 30
(em ™) BB % UK 2 Frow, SERER) CL T3 & b WS e 2 (em ) BB SR Y% ik

3 7R,

[0268] [ %k 2]

[0269]
I )75 W (em ™) % T
1 3406. 64 46. 3391
2 2217. 74 bo. 7481
3 1661. 37 b. 6427
4 1619. 91 40. 6542
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CN 102382047 B 15111 HH :FS 17/22 71
5 1588. 09 25. 9365
6 1566. 88 40. 1575
7 1550. 49 43. 7805
8 1482. 03 35. 2300
9 1434. 78 48. 9801
10 1369. 21 56. 9666
11 1318. 11 46. 9775
12 1282. 43 47. 1779
13 1249. 65 56. 0844
14 1157. 08 60. 4468
15 1099. 23 60. 6605
16 899. 63 68. 4385
17 879. 38 62. 5325
18 784. 89 24.6745
19 751. 14 35. 0064
20 730. 89 57. 4603
21 097. 14 39. 9667
22 606. 50 Hb. 3319
23 557.33 62. 4188
24 505. 26 H8. 3988

[0270] [ %% 3]

[0271]

Z353 W (em™) % T

1 3447. 13 50. 2836
2 3066. 26 49. 6530
3 2221. 59 49. 7414
4 1657. 52 1. 0035
5} 1618. 95 24. 2890
6 1585. 20 11.2133
7 1565. 92 26. 5039
8 1549. 52 26. 7864
9 1476. 24 17. 5093
10 1434. 78 36. 9734
11 1368. 25 45. 1127
12 1318. 11 29. 2805
13 1266. 04 36. 7269
14 1247. 72 39. 2277
15 1157. 08 H2.6189
16 1135. 87 64. 5032
17 1097. 30 5b. 2787
18 933. 38 66. 017
19 896. 74 61. 6446
20 879. 38 5h. 0085
21 785. 85 14. 4121
22 753. 07 24. 8345
23 729. 92 54. 7682
24 094. 25 30. b16e7
25 630. 61 61.1148
26 603. 61 46. 5267
27 Hb6. 36 62. 4971
28 501. 40 51. 0929
29 443. bh 67. 0781
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[0272] 5 gp

[0273]  ARYE H AN S 1) — AR SR A d B R X S 2T i il & 7532, 78 Tl il g 444
N IEAT A5 ST T ITAS A5 A KR R X B AT IIE

[0274] (%E)

[0275]  FH2% X B4k DTA R4 :RINT-2000 ( Bk 4 F 2] )

[0276]  (#AE VL)

[0277] A A0 B S A b R 8 5 TBCE AR 13mm 3 B b, 3 BT R A A, AT I
JE o

[0278] i fH X 54k :CuK a G4k

[0279] A HLHK :40kV

[0280] A HLA :200mA

[0281]  KEUSEYE :1/2deg

[0282] A7)tk 4% :0. 3mm

[0283] B4 :1/2deg

[0284] AL :1° / %

[0285]  Hf#i2PHH 0. 01°

[0286]  JMEVE[H (20) :5~ 40°

[0287]1 27545 AL H 4345 i R R X ST AT i B an &l 3 vz, Sitidsl) BL A rd s 45 i 1)
AR X ST i B an i 4 Frors, SEtif) CL b BT 4945 b I R X S S fim i Bl an ] 5 o, 5k
) D1 A BT 1545 i IO R X S 2T S B il 6 B

[0288]  Zx75 4 Al WP TAS & b IMATHS M (2 0) UG S B ik 4 Fiow, SEiidel) B vh i s
SEAREIRTS A (2 0) [0 KSR PE SR b B, SEHti) C1 Hh T 4345 dl BIRTE M (2 0) g K
SRAENER 6 Frow, SEif] D1 rh TS 45 st IATST M (2 0) [ SRR 7 TR

[0289]  HRHESEHEM] B BTG4k i 0Ky R X BT 5T I 4036 5 T 50, ESERER BL BT fs
SEAITR R X ST, HARTH M (20) 29 12.5° [FIR1EE.

[0200]  HHULTIZN, FEZ 5] AL FRAS 45 & PR R X S 4efimif BRI 3.3k 4, A RA TS
f(20) 2y 12.5° [, YOFHAE A 5] BL Jris 4 i R ASAH R 45 i o

[0201]  SEJEf E1 (TTT AY TR M E 45 i

[0202]  FIRSZjds] B1 A 3 ) 3— (2— BEE RS ) -5 (2 mbme s ) —1- Z_3% -1, 2— &t
WE —2- Wl [FK G4 dh, (25 EIRR R X SR HHINE S FAH R 4 2F T, AT 8 R X 5
AT E . (ERHIEE 2° / 28 TJHRZZ 110°CRIAE TIE ) «

[0203] OBy oK X S GAmit EAn s 7 Fror, g s AT A (2 0) (R Ko an sk 8 i
[0204] [ % 4]

[0295]

9.010 0.588  9.8067 13370 100
15.850 0.682  5.5867 10137 76

Es | 26 FAFE dMA BRE AAMERAE
1
2
3 124390 0.847  3.6465 10672 80

[0206] [ % 5]
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[0297]
W% B 20 FMATE  dA  BE AATEA

1 7.780 0.259  11.3542 16328 100
2 8.700 0.247  10.1555 5298 32
3 9.520 0.282 9.2825 11203 69
4 12.450  0.365 7.1037 4845 30
5 14.590 0.282 6.0663 2872 18
6 15240  0.329 5.8090 7037 43
7 15.600 0.188 5.6757 2162 13
8 16.180  0.282 5.4735 2358 14
9 17.540  0.341 5.0521 6268 38
10 19.980 0.318 4.4403 3823 23
11 21.040 0.247 42189 2430 15
12 [21.420 0.271 4.1449 2708 17
13 23.260  0.282 3.8210 3838 24
14 [24.190 0.294 3.6762 12030 74
15 25.440 0.282 3.4983 5205 32
16 ]25.820 0.188 3.4477 2953 18
17 126430 0.294 3.3695 4488 27
18 [27.310 0.259 3.2629 2295 14
19 [27.860 0.341 3.1997 3567 22
20 128.870 0.294 3.0900 2645 16

[0208] [ % 6]

[0299]

21
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MEE= ] 20 HERE dIE  BE ATEAE
1 8.000 0.259 11.0424 18318 76
2 9.160 0.259 9.6465 24045 100
3
4
5

10.000  0.294 8.8380 3002 12
12.870  0.259 6.8728 2838 12
15.140  0.247 5.8471 5210 22

6 15950  0.282 5.5519 17707 74
7 16.720  0.306 5.2979 8272 34
8 18.370  0.271 4.8256 5460 23
9 18.820  0.235 4.7113 4523 19
10 [20.650 0.259 42977 5878 24

11 22.150  0.318 4.0099 3967 16
12 123.100 0.224 3.8471 5378 22
13 24.320  0.365 3.6568 5333 22
14 24930 0.306 3.5687 19343 80

15 26.280 0.271 3.3884 3737 16
16 26.860 0.282 33165 5103 21
17 28.010 0.306 3.1829 2182 9
18 28.660  0.294 3.1122 5767 24
19 30.410 0.259 2.9369 3333 14
20 30.900 0.282 2.8915 2363 10
[0300] [ % 7]
[0301]
Mepg 20  FAFE  dE RE AAATRA
1 7.780 0.235  11.3542 20997 100
2 9.450 0.259 9.3511 7993 38
3 10.270 0.247 8.6062 6090 29
4 14.240 0.247 6.2146 3092 15
5 15.060 0.353 5.8780 6283 30
6 16.070 0.271 5.5107 16920 81
7 19.080 0.294 4.6476 7162 34
8 20.450 0.259 4.3393 3658 17
9 22.440 0.259 3.9588 3212 15
10 23.300 0.176 3.8145 5342 25
11 24.150 0.094 3.6822 7478 36
12 27.310 0.106 3.2629 4648 22

[0302] [ % 8]
[0303]
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[0304]
[0305]
[0306]
[0307]
[0308]
[0309]
[0310]
[0311]
[0312]
[0313]

Meps | 20 FMAFTE O dE O RE AARE
1 5.700 0.235 15.4919 557 8
2 7.660 0.224 11.5318 6780 100
3 8.650 0.247 10.2141 1813 27
4 9490  0.259  9.3118 3490 51
5 11.640 0.259 7.5962 1603 24
6 12.350 0.282 7.1610 1817 27
7 13.690 0.271 6.4630 1057 16
8 14.550 0.200 6.0828 1247 18
9 15.240 0.271 5.8090 1230 18
10 15.530 0.118 57011 717 11

11 16.110  0.141 5.4972 650 10
12 17.590  0.306 5.0378 1237 18
13 19.940  0.141 4.4491 417 6
14 21.450  0.141 4.1392 540 8
15 22300  0.271 3.9833 750 11

16 123.700  0.247 3.7511 2560 38
17 24960  0.235 3.5645 1783 26
18 25.420  0.106 3.5010 1173 17
19 26.150  0.259 3.4049 720 11
20 27.030 kAR 3.2960 703 10

21 28.500  0.200 3.1293 670 10

Be [ A& NMR ' (g I 5

FE N RS FHEAT SR B1. C1 K D1 ATA3 45 i °C 44 NMR Y618 & o
Mg =il (~22TC)

PREYD T - H R BRI FRIE (/M 5EVE :176. 03ppm)

MERZ °C(100. 6248425MHz)

ik b B 5 (1)

50 #F ( SLZjfs) C1.D1)

5% (SLiifs] BL)

ik A = :CP/TOSS il &

SEHEA) BL AR5 Y PC [k NUR Y6iEan k8 BTvR, (LB B T3k 9 . 5K

JER D1 T ASEE R C T8 4K NVR il i 1] 9 o, A Ar B ik 10 s Sl C1 s
k¥ C [E 4K NMR i i 10 R, A Rrf sk 11 .

[0314]
[0315]

[#% 9]

WA (ppm) | A4 FS (ppm)
159. 8 127. 8
150. 8 126. 5

23
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[0316] [ % 10]
[0317]

[0318] [ F 11]
[0319]

[0320]  FENb A A 1

in P
146. 7 125. 8
139. 4 123. 3
136. 6 120. 8
134.9 118. 4
132. 7 114.6
129.0 108. 8

WAEAES (ppm) | A2 ES (ppm)
160. 0 129. 5

152. 8 128. 2

152. 0 127.0

149. 0 125. 6

140. 5 120. 3

137.0 118. 2

134. 7 114. 6

133. 4 108. 2

131.0

WEAFS (ppm) | A2 (ppm)
159. 7 128. 2
151. 2 127. 3
145. 9 126. 8
139. 9 125. 8
137. 7 121. 1
134.9 120. 6
132. 8 119.1
131. 7 114. 2
130. 1 109. 4
129.0

[0321] AR WA &5 i HAT RAF RO, ] AR s e 22 M50 55 1096 97 730 s Bl 771 0 A

BRI o

24
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