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s B

(%A 77 B 2 Bsr 485k ]
[1]

KERAAA MM (IR, 2R)-T-R-3-[2-(2, 4 =R X K)-2-&
A-1-FA-3-(1H- 1,2,4-==¢-1-F) R K] £ok%-4(3H)-87
( (1R, 2R)-T-chloro-3-[2-(2, 4-dif luorophenyl)
-2-hydroxy-1-methyl-3-(1H-1, 2, 4-triazol-1-y1)propyl Jquin

® azol in-4(3H)-one) WM AL MUK SBALEHMUK - 1

At B R ARGHER/ RTAW B E DR/ BB R E R
TR ERARY  RBAFRLBELELRBENK S HERR - 57
& REEAAA AR, 2R)-T-8-3-[2-(2, 4- =R X H)-2-5 4
-1-F 5-3- (1H-1, 2,4-==¢-1-K) A K] k-4 ey 4%
it s (crystalline Forms) [~ II~TII~IV~VHF VI o

[ AT 447 ]
[2]
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REBRILEMA Tk~ SHEBRILEHOER Ent - URHL
LGN BAEHRTBAHBARLOAE - ELiboPPey—@
BFokplrib ety 0 B2 L AFTEE M4 (albaconazole) » #ib4
W& f — B2 L (IR, 2R)-T-8-3-[2-(2, 4-—F X & )-2-%&
HA-1-F 3% -3-(1H-1,2,4-=o¢-1-K) B & ] Fod4-4(3H)-&A
((IR, 2R) |
—7—chloro—3—[2—(2,4—difluorophenyl)—2—hydroxy—1—methy1—3
-(1H-1, 2, 4-triazol-1-yl) f)ropyl Jquinazolin-4(3H)-one) - %X
Mo HEFRERBE ~ 24 - R EZZRRF/ALEA ] 216
Mg A XA 5 -
[3]

BT HHAH (IR R)-T-F-3-[2-(2, &-— REA)-2-Ja &
-1-F &-3-(10-1, 2, 4-=o-1-K )R K] =Eokohk-4(3H)-2Aeh 2
Bléamth RBRTEBEREEEHRAZRREE S Aok
Aem#EyeE s (U.S. Food and Drug Administration) & “4&
B %% 3 % (Good Manufacturing Practice ( “GMP” )) " &4 »
e A-E e % RILBARTRERAR ZR)-T-R-3-[2-(2,4-=
ARE)-2-:A-1-FE-3-(1H-1,2,4-=o¢-1-A) /] oFokoik
“4ACD-EA S E VX BHRX —BEEERE BT ANHENS
B aR X o

[#eAmE]
[4]
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Bk REFARMICLEX ] ArREZ(IR, 2R)-T-R
-3-[2-(2, 4= R EA)-2-7 A -1-F £-3-(1H-1, 2, 4-= & -1-%)
Ak ] Eok4-4(3H)-8 ( (IR, 2R)-T-chloro-3-[2-

(2, 4-difluorophenyl)-2-hydroxy-1-methyl-3-(1H-1, 2, 4-tria
zol—1-y1)propyl Jquinazolin-4(3H)-one) &4 & K E 4 4 SR
&

Cl

[5]

AMeothewth—HaLBOAX > REETRMEEHA N
REGAAMTUL FPE—BUXFL > AUBLRTREENE
Bttty —HE LA X > flo—Ba I - TEAR
Aoy B EWFAEMERGER - MHE—2 > (R, 2R)-T-
A-3-[2-(2, 4-— ;XK )-2-£K-1-F X-3-(1H-1, 2, 4- =4 -1-
A)AK] pobf-AGH - FL LN KB LB~ -
II~ ~II1~ ~IV- V- Fo VISR REMBES T H £ -

[6]
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AE—F @ REHG—EEEBLBEXHGA N —E
(IR, 2R)-T-&-3-[2- (2, 4-—A X £)-2-54-1-F4
-3-(1H-1,2,4-=o4-1-R) B A ] sk H-4GH)-\L BB X - &
AR, 2R)-T-8-3-[2-(2, 4-— A EA)-2-BA-1-F 4
-3-(1H-1, 2, 4-=o-1-%)AH K] *EokHh-43H)-BAF—BH #iE
BOREEY - £—EERBHLBBAG P REAGEH»
—1B(IR, 2R)-T-5-3-[2-(2, --— R EHA)-2-5 % -1-F 4

@  3-(IH-1,2,4-=-4-1-A)FA] sodh-4CD-FALLEX - &
AR, 2R)-T-8-3-[2- (24— XA )-2-5a -1-F 4
-3-(1H-1, 2, 4-==-1-%)AA] Sokh-43D) -5 — B % #iF
BIAKABLETHREEY -

[7]

FEASHZ R LB G —BEa RS- &
M I1~ & 111~ 8545 IV~ &4V~ fosbdh VI praa R 2 B

Q®  (IRB)-T-2-3-[2-(2 4 —FEA)-2-BA-1-F4
-3-(1H-1, 2, 4-=4-1-F) B A ] gk h-4(3H)-B0 T2 b i$ &
fu A 5 o
[8]

AEAR—EEEABEXGGAMN—BESARY &
A—BE KB EZRM AW (anti-microbially) S &
(anti-fungally) &9 "2 # & &1~ 11~ TI1~1V-V -~ &
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VI &¢49(IR, 2R)-7T-&-3-[2-(2,4-=—&a X K )-2-7&¥}-1-¥ %
-3-(1H-1, 2, 4-=o4-1-K) R K] ~Fohkk-4(3H)-& » X — 1A% &
LT RSHBEXEITAY  AR—EEHL L THELHRYE
Ccarrier) - & L& 11 &4 IV R&EHB VI A F @354

FEEA o
[9]

AEARA B — B2 A8 LA Kbt A B — 186 B Fo/
A — BRSO A I/ R ERE N Tk OFRALFI
HE-BELENA AR ENRDGLFELBEHE[-TITIT-IVV
% VI &9(1IR, 2R)-T-&.-3-[2-(2, 4——& X H)-2- K-1-F K&
-3-(1H-1,2,4-=o¢-1-K )R & | vkokok-4(3H)-87 » R— 1B % E|
LTRSS BRERXETAY L RBEEHE ]~ L35 1V R EHE
VI by @4sn e 8 -
[10]

AEAES B — BRI RRA R A MR — 88 &
A —1E-H ILEE e & ot K& (Chagas Disease) ¥4k » L35
THRLFIE—BLEA A BB ENR MG FLELREE] 1]
[T~ IV~ V-~ & VI &9(1R, 2R)-T-&-3-[2-(2, 4-— & KX XK )-2-%
A-1-FA-3-(1H-1,2,4-=eo-1-FK )R/ A ] »Eokoh-4(3H)-2R > 2%

—BER2 LTRSS HBEREITAEY L RBEEH ]~ &4

IV k&4 VI s 7 @43 5| 67 EA -
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[11]

BHLES —EEZRLBEAG T > KAEAGEMNN —ELE
(IR, 2R)-T-f-3-[2-(2, - — A ¥ A )-2-5 £-1-F %
-3-(1H-1,2,4-==-1-A)BH A& ] hokh-4(SH)-Bt 4 244
x Il 25 a4

#ELWAXGUR, 2R)-T-£-3-[2-(2, &-— R X £ )-2-%
B-1-FA-3-(1H- 1,2,4-==k-1-£) A K] vhekopk-4(3H)-87 >

@ EFARBR-ALBELEHS  BA—EAR BR)-T-£

-3-[2-(2,4- =R FH)-2-£ A-1-F X-3-(1H-1, 2, 4-==-1- %)
AE] 2k 4CD-F L LB I R &L -
[12]

RAEANERS —EEREEEXGAAEMN—ERE
(1R, 2R)-T-f-3-[2-(2, 4- = AL E K)-2-58 K-1-F &
3-(1H-1,2,4-Zek-1-R£) B A ] sekop-4(3H)-86) & & L4

® l1wus as:

45 8 81 X 8 (IR, 2R)-T- £-3-[2-(2, 4-— R E R )-2-58
B-1-FA-3-(1H -1,2, 4-Zok-1-R) A K] kokH-4(3H)-8 o
AN—EER Y ERIE A X TAM L8 MEELE /T
e~ R A RAMCERBIBLE  WARERIBIFR I UA

5 PR 2 R B Y AL (IR, 2R)-T- R-3-[2-(2, 4- = &
FR)-2-5h-1-F £-3-(1H-1,2, 4-Zok-1-R) B & ] £k

10

€82
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-4BH-Emey & &4 111 -
[13]

BERBERAZ R —AER ARG AMNAE BN —E
HHEUR, 2R)-T-8-3-[2-(2, 4-—FA XX )-2-X-1-F 4
-3-(1H-1, 2, 4-==#-1-FK) AR A& ] £ok-ih-4GH)-ERwh & S 4544
[ ey#2 55 > &4 - _

A &R A X eg(IR, 2R)-T-R-3-[2-(2, .- =R X K)-2-%
A-1-FA-3-(1H- 1,2,4-=o4~-1-F)FH K] Fokok-4(3H)-&R o
N—BEB Y BB EBUTAH G LB - BBLTE - —AF
o RASHRAYTERBEBETE > BARBER  RA

A (IR, 2R)-T-8-3-[2-(2, 4-— g K &K )-2-8 £ -1-¥ 4
-3-(1H-1, 2, 4-=Z=4-1-K) A K| "Bodapk-4CCH)-BR ey & S 444
[l sh& &t £ 8 |

Bz (IR, 2R)-T-R-3-[2-(2, 4-—f £ £)-2-5c A-1-¥¢
#-3-(1H-1, 2, 4—3_%—1—%)1‘%‘3%] oo obh—4 (SH)-BF 64 4 S 4%
[I1 6945 S AR ho LA BEJE -

[14]

A~ EERELBEXG P o BEENER
(IR, 2R)-T-#&-3-[2-(2, 4-— /A K H)-2-5 & -1-F &
-3-(1H-1,2,4-==-1-K )R K] “Eeokoh-4BH)-EA% & KA KX
&3 (IR, 2R)-T-&-3-[2-(2, 4-—@ KK )-2-8 X-1-F 4

11
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-3-(1H-1,2, 4-=ok-1-%) A& ] goki-4(3H)-# - K@ » 4247
AR, 2R)-T-R-3-[2-2, 4-—a K H)-2- K&-1-F &
-3-(1H-1,2, 4-=ok-1-%) B K] okokk-4(3H) -84 T A& & i
Wb E 8 o

[15]

BAAEAS —EEALBEXG > GE RN —ELH
(IR, 2R)-T-f-3-[2- (2, 4-— A ¥ HA)-2-5A-1-F 4

@  3-(H-1,2,4-=d-1-£)AA] bokh-4(3H)-Ie & S 444
[l w2 f > &b :

4% (IR, 2R)-T-£-3-[2-(2, d-— AL ¥ A)-2- A-1-F &
-3-(1H-1,2, 4-=o#-1- %) A& ] ckokth-4(3H)-EpA BT -
ok —BER KRB IFR

A (IR, 2R)-T-£-3-[2-(2, 4-—FL ¥ A)-2-m A-1-F 4
-3-(1H-1,2, 4- = -1-R) AR ] kot tk-4(3H)-F 80 & & & 4%

® 1wuap s

B #sz (IR, 2R)-T-£.-3-[2-(2, 4-— /¥ A )-2-:8 ) -1-F
£-3-(10-1,2,4-=ok-1-£) A A ] Eokh-4(3H)-mR 89 4 24545
[11 894 588 o U BE 45 o
[16]

nH—EELAAREXG Y 0 AERGAMN—EEE
(IR, 2R)-T-f-3-[2- (2, 4-—F EA)-2-BA-1-F &

€8>
12
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-3-(1H-1,2,4-=ok-1-A) A &) dokR-4(SM)-AtH & B &4 1V
IR 5
# & &M e (IR, 2R)-T-£-3-[2-(2, 4-— A X A)-2-58 K- 1-
FA-3-(1H-1,2,4-=-1-A) B A ] $ekoh-4SD-BETHR
40°C o TSR RARAT 348 A
LEREE o Bz & AW (IR, 2R)-T- £-3-[2-(2, 4-
ZARER)-2-1K-1-FHR-3-(1H-1,2,4-==%-1-FK) @A ] bk
Q@ K AGH-WEH AL LBEE VR 2R)-T-£-3-[2-(2,4-=
FA)-2-7R-1-FRA-3-(1H-1,2, 4-=%-1-R)BHA] dobok
-4 (3H)-87 ; A&
BRI B IV (IR, 2R)-T--3-[2-(2, 4-= &
EA)-2-FA-1-FA-3-(1H-1,2,4-Zo2-1-R)HA] fokoh
-4 (3H)-&A - |
[17]

@ NE—EEAREERS T ABAGE RN —ELH
(1R, 2R)-T-£-3-[2- (2, 4-—F 2 A)-2- A -1-F £
~3-(1H-1,2,4-Zok-1-A) A A ] wpedoh-4(3N) -8 & 5 &4 1V
BRF %

# (IR, 2R)-T-£-3-[2-(2, - — AL 2 A)-2-5: A -1-F £
-3-(1H-1,2,4-=k-1-A) B A ] sk oh-4(3N)-EE MR LB
P oo MR —EER

€87
13
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RN o T A — B

JRAE 18 3R AR 38 30 48

53 (IR, 2R)-T-&-3-[2-(2,4-—a X X )-2- A-1-F 4%
-3-(1H-1,2, 4-=o-1-F) A K] Eeobk- 4GBt 4 LB L4
IV, &

w2 (IR, 2R)-T-&a-3-[2-(2, 4-— s ¥ )-2-5a K -1-
¥ RE-3-(1H-1, 2, 4-==4-1-) B K] Todh-4(3H)-ERey & & 2

® usu

[18]

AR @ —BRE BB P o BAREE
(IR, 2R)-T- #-3-[2-(2, 4- = L E £ )-2- 58 A-1-F &
-3-(1H-1, 2, 4-==2-1-F) A | vfodoh-4CGH)-B% £ KB K
KM I &9(1R, 2R)-T-R-3-[2-(2, 4—— & KK )-2-f& 5% -1-F
#%-3-(1H-1, 2, 4-=o4-1-F)A/H K] £odk-4(3H)-87 > &K > /£

@  GHXWUR B -T-R-3-[2-(2 4 —REA)-2-BA1-FA

-3-(1H-1,2, 4-=o4-1-K )R EK ] kodak-4(3H)-BAER T A 7 & 38
YL 8 .
[19]

A EERABEXF T AEAGAMN—EESE
(IR, 2R)-T- -3-[2- (2, 4= FEK)-2-Fa A-1-F &
“3-(1H-1,2, 4-Zb-1-%) AR ] ohokoik-d(3M)-a160 & 818 &5 1

8>
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Veysz o a2

# (IR, 2R)-T-£-3-[2-(2, -~ R A )-2-58 A-1-F 4
-3-(1H-1,2,4-==4-1-R) B4 ] bokh-4(SH)-FE AN BB T
By WA BER

Bk P ATk (hexane) s

BEMMAERY AT R TE (diethyl ether);

# A& (IR, 2R)-T- f-3-[2-(2, d-— A XA )-2-:8 A -1-F 4

@  3-(1H-1,24-=ok-1-£)RA] vbokh-4CH) - & S &H#V

WS B8

a2z (IR, 2R)-T-£-3-[2-(2, - — fL X A )-2-58 & -1-
FA-3-(10-1,2,4-Zo-1-K)m A& ] Fokopk—4(3H)-80 64 & & 24
2 A
[20]

EREF G —EEELBBRG T o BN ER

@  (IR2R)-T-R-3[2-(2 4 —REA)-2-BA1-FA

-3-(1H-1,2,4-Zok-1-R) A A ] ckok-4(3H)-84% & SV A X,
R&#E 11 &9(IR, 2R)-T-f-3-[2-(2, - — R X A)-2-58 £ -1-F
#-3-(1H-1,2,4-=o4-1-R) B A ] kekoh-4(3H)-8 » KM - 42
TR X (IR, 2R)-T-Ff-3-[2-(2, 4-— R EA)2-5A-1-F &
-3-(1H-1,2,4-=2-1-%) B A ] gokh-4(3H) -4 TR A
WL B8

1852
15
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[21]

NH—EERAEEBEAS T RBERGE RN —EEE
(IR, 2R)-T-#-3-[2- (2, 4-—f % A)-2-A-1-F 4
-3-(1H-1,2,4-Zok-1-£)m A ] Bokoh-4(3H)-BAM 4 LB L4
Viewszsi o as '

AT EER T  BA—E (IR, 2R)-T-£-3-[2-(2,4-=
AER)-2-3A-1-FA-3-(1H-1,2, 4-Z2-1-R)BHRA] Sokoh

@ CH-mEmRHBER
He P A% 2 R R F R A (IR, 2R)-T-#.-3-[2-(2, 4-=#&.
EHE)-2-5.A-1-FA-3-(1H-1,2,4-=o-1-R)BHA] sokopk
~AGD-EAME RSBV e SR 8

naerrfE 2 (1R, 2R)-T-f.-3-[2-(2, 4-— R E £ )-2-5a & -1-

FRA-3-(1H-1,2,4-=%-1-K) B & ] hokk-4(3H)-ae & S 52

VI -
® [

£ A REM AT o RERGA M AL A BB R0k

b Wi IR 2T §-3-[2-(2, A= FLX A2 fo Koe]- T

£-3-(1H-1, 2, 4-=-2-1-K) A& ] k443D -8e) T 2%
ERBEKSHORRE  EREHEX9(R, 2R)-T-&
=3-[2-(2, 4- =R FH)-2- A-1-F £-3-(1H-1, 2, 4-==-1-%)
A 2ekh-4(3D)-E4 %% (1R, 2R)-T-&-3-[2-(2, 4- =&

16

(8
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RE)-2-sK-1-FH-3-(1H-1,2,4-==4-1-3) R K] Fokok
-4(3D-EEeh V- £E I D —BEBENF ¥ KEFEAGLE
B e F RIE B FoK - Bt —BAR, 2R)-T-R-3-[2-(2, 4-
— A RAE)-2- K -1-F K-3-(1H-1,2,4-=o¢-1-FK )R/ K] okt
H-4BH)-FA T2 FE L BER VI 9E2F - A —BREHAZ
FrR AEE KB P (IR, 2R)-T-&-3-[2-(2, 4-— @/ F & )-2-584
-1-9¥#%-3-(1H-1, 2, 4-==-1-F )R K] ~bedhk-4QH-8E %
b iE g REEH V] a4 R, 2R)-T-8-3-[2-(2,4-—& X
E)-2-fRX-1-FX-3-(1H-1, 2, 4-=o-1-K)H K] =Eodak
—4(3D)-FF ) R & Ao F R IB B BoK - £ — A3 8 B R84 X 4
¥ oo AMIBEE —EEEER A EEERAREXFF 0 &
WS # & B8 (acetone) —HMEIH - s & o) — 183248 AR
Xl EEfAt4E B CB7 - F&7 - BB (isopropanol )~ E-&
B2 (n-propanol )~ R AEF - £ — A4 F R EBHE G F >
(1R, 2R)-T-#-3-[2-(2, 4-— & K& )-2-&X-1-F &
-3-(1H-1,2,4-=-4-1-FK) A K] Eobhk-4(H)-BR8) 724k i% 4
méEH VI 4R, 2R)-T-8-3-[2-(2, 4-—F X K )-2-5 &1~
FA-3-(1H-1,2,4-=o¢-1-F) " K] sod4%-43H)-A R E &
Wi LEERK - £ 7 — AR BEBEHF - (IR, 2R)-T-&
-3-[2-2, 4-—gm ¥ H)-2-s % -1-F £-3-(1H-1, 2, 4- ==& -1- %)

A ] ekdk-4CGD-H T2 FLELU X 84 R, 2R)-T-R
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-3-[2-(2, 4-— & R H)-2-8 % -1-F A-3-(1H-1, 2, 4-==¢-1-%&)
Ak] Eekd-4GH)-F EKEY -
[23]

WA —BEREXE T REAGAHN—EEE
(IR, 2R)-T-&-3-[2-(2, 4-— & K& )-2-fa K&-1-F &
-3-(1H-1, 2, 4-==4-1-K) R A ] Eod k- 4(QD)-BReh & LR &35
ViR a4

JeRMEEB X —BER LE - P2 BREE - E-RAEBE-RA
B2 BF Ry AAREE Y > Mk —1@ (IR 2R)-T-&-3-[2-(2,4-=

FE)-2-E-1-FRK-3-(1H-1,2,4-=o¢-1-K )R K] oFobok
~4H)-EE R R IFR

WA ZER R IFRF AR, 2R)-T-R-3-[2-(2, 4- =&

FE)-2-E-1-FA-3-(1H-1,2,4-=o¢-1-F )R] kool

4G - S REE VI S A 2 E

S E A& 2 (IR, 2R)-T-&-3-[2-(2, 4-— A K K )-2-58 K& -1-
FRE-3-(1H-1,2,4-==4-1-K )R] £od-h-4CH)-EFes & S22
VI -
[24]

A —BERENS T RFALGA NN —EE A
(IR, 2R)-T-&-3-[2-(2, 4——@ K H)-2-fs X-1-F &
-3-(1H-1, 2, 4-==¢-1-3) A& ] ~Eodh-4GH)-tAeh & S &4
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Viey2 5 > a4

# (IR, 2R)-T-#-3-[2-(2, 4-— A ¥ &)-2-s#-1-94
-3-(1H-1, 2, 4—5_"&—1—%)@%] ok ofk—A4(3H) -8R flu AN K1 T BE
¥ R —EERXEFR

WA Z AR FR AR, 2R)-T-£-3-[2-(2, 4- =&
FA)-2-fa K-1-FE-3-(1H-1,2,4-=o¢-1-K )R] EoH
“AGB-ERe S REE VI L L8 28

® a2 (1R, 2R)-T-R-3-[2-(2, &-— R ¥ £ )-2-5 & -1-
FA-3-(1H-1,2,4-=ok-1-%) B A ] vhokh-4(3H) -y & S48
i VI -
[25]

W5 — AR LR P o R M — B
(IR, 2R)-T-£,-3-[2- (2, 4- = FL ¥ R)2- %A 1-F &
“3-(1H-1,2, 4-Zok-1-R) B A ] okokolk-4(3H) -0 & &M &34

® viwssr as

# (IR, 2R)-T-£-3-[2-(2, -~ fLER)2- 5 A 1-F &
3-(1H-1, 2, 4-Zek-1-H) AR ] ko4 -F AL F -
ik — 1B A4

A8 2, B o K T — TR BB R

WX AR FR ﬁ/ﬁk(lR 2R)-T-&-3-[2-(2,4- =&
¥A)-2- 5 -1-FA-3-(1H-1, 2, 4- ==~ 1-R) R & ] vFook

19
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AQCD-FE KBV R & LA
e #E2 (IR, 2R)-T-H-3-[2-(2, 4-— A K K )-2-F & -1-
¥ R&-3-(1H-1, 2, 4-= -1~ ﬁa)n‘iz%] e oh-4(3-BRey 4 K &
BV HERE N —EAHNEEARBEXG P FTEESHN%
(albaconazole ) #v ZLEZ &R A4 & — BFT B R 49°2 69 TEEIEIR ©
[26]
fLEF B —EEAEREXF T ARERESY ~ RE
@  mEmiEme(R 2R)-T-R-3-[2-(2, 4 A EA)-2-A-1-F

VA

#A-3-(1H-1, 2, 4-==¢-1-K) B | vBodk-4GH)-8 - % & &

AN

PX-EFI - IV-LHEV - RE@as540R, 2R)-T-R

-3-[2-(2, - =/, X H)-2-5 £ -1-F £ -3-(1H-1, 2, 4- == -1- %)

A ] obodeaik-4(3H)-87 - 7*@ » 424 A K, 69 (IR, 2R)-T- &

3-[2-(2, 4= AR B2 AT &

A E] ofodkek-4(3H)-BAZR T A A A @ H L B &Y -
® CECEEX)

[27]

ME 1 & 7~—BAR, 2R)-T-8-3-[2-(2, 4=, X HA)-2-8 %

-1-FX-3-(1H- 1,2,4-=2-1-F) AR A ]| Fekoik
“ACGH) - S R EH | BB X st R s
(X-ray powder d'iffraction (XRPD) ) B# -

[28]

20

-3- (1H-1, 2, 4-==%-1-%)
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B 2 & ~—@AR, 2R)-T-R-3-[2-(2, 4-— A XK )-2-& &
-1-FA&-3-(1H- 1,2,4-=¢-1-F )R] ~kodoifk
-4 -Bey R &R | B Aoy bk
(infrared (IR) spectrum) B# -
[29]
MtE 3 &+~— MR, 2R)-T-8-3-[2-(2, 4-—F# F & )-2- %
-1-F&-3-(1H- 1,2,4-==4-1-F )R] ~kobo
o AGI-FR & R EH | EHMOMERBATR
(differential scanning calorimetry (DSC)) & E
B it B (thermogram) e
[30]
M 4 &~ —BCR, 2R)-T-R-3-[2-(2, - =R X H)-2- %
-1-F&-3-(1H- 1,2,4-=o¢-1-F )R] kb
“AQGD-EFeE RS 1] BB X HamRkas
® (XRPD) 4 -
[31]
M@ 5 &m— @R, 2R)-T-R-3-[2-(2, 4-=— A ¥ H)-2-584
-1-FA-3-(1H- 1,2, 4-=-1-FK) A& | ~Eodk-4(3H)-
By & A 1] 9 B sy acsi g (IR) ABBRA -

\

i~

&

H

[32]
M E 6 &~ — (IR, 2R)-T-£-3-[2-(2, - — AKX H)-2-5 4%
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-1-FA-3-(1H- 1,2,4-==¢-1-K )R K] £oko)k
-4(3H) -8 &4 *ésa%“é.’*% [Ty ERBOMERHAER
(DSC) B & & B (thermogram) e

[33]

MtE 7 &7 — AR, 2R)-T-R-3-[2-(2, - =& F K )-2-#
-1-FA-3-(1H- 1,2,4-==4-1-F )R K] oFoopk
“ACD-FeE R EH 1] B X S8 Kas

(XRPD) B # -

e H

Hz\

[34]
W E 8 &~ — (R, 2R)-T-8-3-[2-(2, 4= A XK )-2-5 %
~1-F A-3-(1H- 1,2,4-=-¢-1-%)Am %] “Eokok
-4 -wAm & S 11 s AESHMasrg (IR) &
WE
[35] @ 9 &F7— @R, 2R)-T-&-3-[2-(2, - = fL ¥ A)-2-5
A-1-F£-3-(1H- 1,2, 4-==-1-A) B A ] vhokok
~4(3M)-BAeh & B 5 1] ey B e i £ 4 8
4% (DSC) 2% & itB (thermogram) -
[36]
M E 10 &7 — @R, 2R)-T-R-3-[2-(2, - — A K K )-2-%
“1-F A-3-(1H- 1,2,4-Zok-1-£)H A ] ofobok
~4BH) -y 4 S A [V e Badaiel X S K44t

g 3k

\4,.\

22
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(XRPD) B # -
[37]

M E 11 &~ — (IR, 2R)-T-R-3-[2-(2, - = A KX HK)-2-%
-1-¥ X-3-(1H- 1,2,4-=o-1-K )R] oEodok
-4(3M)-EAey & R &4 IV ey Badmagacsh g (IR) A3
B -

e

Hs:\

[38]

ME 12 & ~— (R, 2R)-T-R-3-[2-(2,4-— R XK )-2-8 K
-1-F &-3-(1H- 1,2,4-==4-1-F%)Rm K] oFokak
—~4CH) - & KB IV BRSO M LT RHA SR
(DSC) B & & it B (thermogram) °

[39]
M 13 &~ — 18R, 2R)-T-R-3-[2-(2, 4-— A X K )-2-58 4
-1-F X&-3-(1H- 1, 2,4-=9o¢-1-F )R] Eok%k-4(3H)-
BRI ey 4 AR V e B A3 ey X st R4 41 (XRPD) B # -
[40]

M E 14 &7~— @R, 2R)-T-R-3-[2-(2, 4 =R X K)-2-8£ K
“1-FA-3-(IH- 1,2, 4-=4-1-K) A K] Eodolk
-4 - & K LBV ey B ma st (IR) £
HE A -

[41]

23
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FtE 16 &~ —M8(IR, 2R)-T-&-3-[2-(2, 4-—&A ¥ & )-2-& &
-1-F&-3-(1H-.1,2,4-=o4-1-K) R K] kel
“AQCD-FE R EH VA BB MO MERHAER
(DSC) /&% & 2B (thermogram) e

[42]

B 16 & +7~—@(1IR, 2R)-T-&-3-[2-(2, .- — A X3 )-2- &

-1-F X&-3-(1H- 1,2,4-=o4-1-K) B ] ohodopk
o ~A(BH)-ER Y 45 2 4545 VI o B45 20 X A 40 R 4 4

(XRPD) B -

[43]
B 17a-c & & —E(R, 2R)-T-£-3-[2-(2, &-— R X B )-2-
e h-1-FRA-3-(1H- 1,2, 4-=o¢-1-£)FHA] osokof
-A(BH)-818y & & & VI o) A AFpLeh dosh g (IR) o3k
B - ME 17-a e T2 4 s 38 0 5 A=A B R
® 17b~ 17c ~ #o 17d LB A58kt 54 -
[44]
M B 18a-c & =B (IR, 2R)-T- f-3-[2-(2, 4-— fL K & )-2-

FA-1-FA-3-(1H- 1,2,4-=4-1-F) R A ] kekopk
“ACH)-FE RSB V] W AB RO MER MR ER
(DSC) =& BB (thermogram) °

[45] w @ 19 &~ —ME(IR, 2R)-T-&-3-[2-(2, -— @ EE)-2-%

Q

8>
24
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H-1-FA-3-(1H-1,2,4-==4-1-K) A K] stedoi
4B -Eeh & 2 &4 V] &) B 45 e B Bl 4d B 4
4@ (ORTEP drawing) B o B F1% 24 50% 2K %
&y IE s Bl 82 (anisotropic ellipsoids) %
[46]
B 20 &~ —4B(IR, 2R)-T-R-3-[2-(2, 4-— /R H&K)-2-8£ K
[ “1-F &-3-(1H- 1,2, 4-Zok-1-%) B K] vpokoh
~4(3H)-ER ey & B s 45 VI ey a3k 5] (packing)
oot % as sy (a crystallographic axis)
RE - BIEELFH AR o BT -
47]
M E 21 &~ — (IR, 2R)-T-&-3-[2-(2, 4-=—f X K)-2-8£ K
-1-F &-3-(1H- 1,2,4-==4-1-F) A/ H] okokak
® -4(3M) -8 el 45 B 454 VI e 3k S B o Rl F b
& 8584y (b crystallographic axis) RE - A1
HAw g a8+ -

[48] mE 22 &+ —fER, 2R)-T-#-3-[2-(2, &-— A ¥ X)-2-5
F-1-FA-3-(1H- 1,2, 4-=o-1-K )R K] Sodok
~4ABH)-Eeh & R E&E V] s FIB A 145 % ¢
& 8884 (¢ crystallographic axis) &% - A4f

<859
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[49]

Ft B 23 &7~ — @R, 2R)-T-8-3-[2-(2, 4-— R X HK)-2-5 %
-1-FH&-3-(1H- 1,2,4-=o-1-F )R] ofodoik
-4 -E ey & & &4 V] ¢y bk 5] (packing) B
W kit % a5 eh (acrystallographic axis)
RAE B E % %7842 (hydrogen bonding) - 48 #8
B (IR, 2R)-T-R-3-[2-(2, 4-— R F K )-2-5 ¥ -1-
FA-3-(1H- 1,2,4-==-1-F )R HK] fokok
A~ FhoKk o F2 e 84 & £ — B = 44
% (three-dimensional network) » K% F @ BEnFo

a% R TITHREYP -

[E3#5 K]
H
[50]

WwRIbRAA » 537 THE (4%), ("adninistering”
“administration” ) RFEM L3 £ LB B H KAk E -
BIBUA—ER{AEBBRG T N BEL AR NS —BERGETH
% o
[51]

SR AR A R 35 TAkMEE y ( “aqueous solvent” ) 1435 —

26
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FEBB KRR EAK  RCBERBARD RAEB B ERL )
B~ Gl R REE KR ERTUT BeiE BB LK
BERYZHERS
[52]
bR RE TR X , ( “crystalline form” ) 1445
BESFES  BAELAL ST (crystal lattice) #9440 F#
A (order) mEBAFREIMEMY - AUl SbRATABE TS
o 2EX, BAGKBARNLEEK &% (polymorphs) ~ B % &
#) (pseudopolymorphs) ~ fv — B E — 5 FEH Y (single
molecular entity) &3 &1L R KX (solvate forms) - —EE
— b ARARE SRRV ATHEIAAZEMA AR HILEY - Y
By~ AR - BRY BN RY o/ REMEHRE HEER
RABTONERENLEL TR ERR L Eof G Es
JE 45 (compressibility) - E[Af R ELE L LR EE])-
@ swus [RTABTAE (bio-availability) 4—EE LR
T TEM SRR R T KRR E M (powder
flowability) -~ % &M (compaction) ~ o F# & (particle
morphology ) - — Bl E5ib&hey B — BB F L LA X 2R 8E - —
B Eey - HIY - R - TLY - BRANLH A HEY
i -
[53]

€8
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LR AT R E Thrddh g ( “derivative” ) I —EAHE
b2 1ot R o F hiEfT K S4 (hydrate) ~ B &l1bdy ~ B #E -
# ¥4 (racemate )~ B o B 445 (isomer )~ #8249 (enantiomer ) ~
ATEE % (prodrug) -~ X#4 (metabolite) ~ B5#8 ~ R E4bFELtbd)

(analog) RAT4 Y - %37 "474 4, LEH—ELEEHILE
ME R GEEREHRY - ZCB FIS ey KR
(hydrolysis) B8 ~ EALEW - ki~ BR - AR E
® - mixRmisE-
[54] '
ZEMHEZEARERAMNELLREM (chemical reactivity)
CUEE S VR T E S YL BT X 3L
—HEEVANEERDE ERR] RS [T B A
—EHAFNLE RV XBRARNZ LB R TG R KX » TF]
LR HH] R=FEH [T —HLELYKXNEBFSE
@ s rai]l HATER/EMELZGER TR X
P E R %A (potency ) o/ R FH (toxicity ). bz s
HEHENEIARERFYLTRARESR  BHRR - X%
85 8 R AR YA AU KT R X B R S
(B> TheAL—HLEEAAES —F2ZH BFHBKRPKR S
HEARRAR] -
[55]

(8
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sbRFAA R E > —EEMNAERY (active agent) sty
(ingredient) & T A % & & 5 ( “effective amount") & T34
B %85 ( “therapeutically effective amount” ) ik
RAGEIR3FB > Gi—EEBZLITHFEFADHHERAF LT
P AR G BRHR - —EERE LEMNERM R LA BRI
TR S M - AWM EINF—EERGER - BEZEZHAERY
MARBEHREERROEL HERAFEHR - BHOREMS
Q@  mammpRaEAMAENAY  RAMEFEDLY -
[56] |
bR AT RET BB L T2 2 B4E (" pharmaceutical ly
acceptable salts" ) A X LR o B > BRI, BRA B X
RGNS YBEAMENTE  mACHBRRAIELENMZ LY
CAREE T OERECERZR - —BBRET Ao o # R
BB R R - SEYGBROFTFRAIBRMECIE @ B - T
® Kk #58% (acetylsalicylic acid) ~ & =# (adipic acid) ~ %kn
8 (alginic acid) ~ #uf kB (ascorbic acid) ~ PI& A8
(aspartic acid) ~ %.@%?ﬁ%’i (benzoic acid) ~ R#% &
(benzenesulfonic acid) ~ B X #i# (bisulfic acid) - ##&k -
T&: (butyric acid) ~ 4858 (camphoric acid) ~ 1ZB§#% &
(camphorsulfonic acid )~ #: & (carbonic acid )~ #E# & (citric
acid) ~ B A& (cyclopentanepropionic acid) ~ & & #58

C82
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(digluconic acid) ~ + =}E& X 58 (dodecylsulfic aci d) »
L8 (ethanesulfonic acid) ~ ¥# (formic acid)~ 5%
& (fumaric acid) -~ H:#8 (glyceric acid) ~ H/h#iEL
(glycerophosphoric acid) ~ # & & (glycine) ~ & & &
(glucoheptanoic acid) ~ & # 8 (gluconic acid) ~ & £.&
(glutamic acid) ~ /X =& (glutaricacid) ~ Z &8 (glycolic
acid)~ ¥ &% X 758 (hemisulfic acid)- A& & (heptanoic acid) ~
® . & (hexanoic acid) ~ & k#& (hippuric acid) ~ &8 8
(hydrobromic acid) ~ @& -~ & & (hydroiodic acid) ~ &%
L1 8 (hydroxyethanesulfonic acid) ~ L& (lactic acid) »
B R (maleicacid)~ A% # (malicacid)~ & —# (malonic
acid) ~ BHkEE (mandelic acid) ~ ¥ ks & (methanesulfonic
acid) ~ 368 (mucic acid) -~ 252+ 8 (naphthylanesulfonic
acid) >~ Z& (naphthylic acid) -~ # 8 (nicotinic acid) >~ 2=
| 5 B% (nitrous acid)~ ¥ & (oxalic acid) ~ & (pelargonic
acid) ~ #;8 (phosphoric acid) ~ & #& (propionic acid) ~ ##
h‘%(saccharin)\7J<1%i3§(sal§cylic acid) . # & (sorbic acid )~
¥t 8 (succinic acid )~ #i# (sulfuric acid )~ /& & B (tartaric
acid) ~ Zi #.8 (thiocyanic acid) ~ & & # & (thioglycolic
acid) ~ #X %8 (thiosulfuric acid)~ ¥ ¥#& (tosylic
acid) ~ +—)z8 (undecylenic acid) ~ B %k &KFfo A LA R 6947

89
30



1426073

& AR -
[57]
EEREBRE  FHERARBERBRONERER G 5]
o & F E ey BEire 48 (alkanolamines) & #+4v L ESBR
(ethanolamine ) ~ # Z &k (diethanolamine) ~ N-Z % T 8 8%
(N-ethylethanolamine ) ~ N-F X 2 Z B2 B2
( N-methyldiethanolamine) -~ = Z B (triethanolamine)~ —
® LHEBTE () diethylaminoethanol )~ 2-5 & -2-F A -n-/HE
(2-amino-2-methyl-n-propanol ) ~ —F X & & B &
(dimethylaminopropanol ) ~ 2-£ % -2-F £ /& =&
(2-amino-2-methyl propanediol )~ A= & & A B
(triisopropanolamine) - &£ — A » LEIRR R 455328 -
EARHEENRBILRERE » HlolF =8
(ethylenediamine ) ~ 5 ¥ 4% — 8% (hexamethylenediamine) ~ %
o sk (morpholine) ~ 9k=& (piperidine) ~ vk*. (piperazine) - ¥
A% (cyclohexylamine) ~ = T A% (tributylamine) ~ + = #%8%
(dodecylamine ) ~ N, N-— ¥ & + — % 8%
(N, N-dimethyldodecylamine) -~ 22 fs i (stearylamine) ~ i B&
(oleylamine) ~ *¥ B& (benzylamine) -~ # 8% (dibenzylamine) -
N-Z i ¥ Bk (N-ethylbenzylamine) -~ — ¥ X 5% s B
(dimethylstearylamine )~ N- ¥ & &= (N-methylmorpholine)

82
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N-¥ K ok% (N-methylpiperazine) -~ 4-F K . B
(4-methylcyclohexylamine) ~ & N-& & Z A &4k (N-
hydroxyethyl morpholine) »
[58]
&, 7T LAE B ve 4R 4% &L A4t (quaternary ammonium
hydroxides) » #4w =9 £ ¥ £ 42 8 &/t
(trimethylbenzylammonium hydroxide) ~ vo ¥ £ ¥ 2 4% & A1t
® . swrssERILY > LR (quanidine) Fo R it - 4
AREEACEY - Af > LT UER B REB > BloiksFEK
# 8% (alkylamines) s 4o ¥ B2 (methylamine) ~ Z A&
(ethylamine)~ & =z 8% (triethylamine) o 4&k3% A2580 > @A
RRAEAHERGOBEATAERRGRTE okt B8 5 44
IR 67 BB RIS BBHABINWERGBRE  RTA
—RWEGEE TR > Flhodt 48 - REWBE - FIETE B
B A RERIBAT R E R H R TAK
(dicyclohexylamine ) E#g - ¥ X -D-& 48z
(methyl-D-glucamine ) ; J«X'E;ngiﬁ&ﬁﬁ'ﬁjﬁié@%%a » ks ABE
(arginine)- # &8 (lysine) ¥ - it & B LAEH O E/L
B R Y 0 A& &1t (lower alkyl halides) 4= £1L
BAL oL F R LA AR P TR A58 (dialkyl
sulfates) fldv —F K ~ —Z A - TR - XA HHKSE S Kk
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42 ®1t4 (long chain halides) #l4v &1L ~ &4t ~ Fomfb X5 -
A#EX - -AmIEE fEEL S A% 81t (asthma halides)
5] 4o F K Fo KT I (phenethyl ) &Fozt 5 AR H 40 o FH 345 3] K
RHF > RET RO ED -
[59]

RAARE "REAZM ( “reaction product” ) 1435
WOt AT X B AT R 9 E S RV X > ABERRA/KR

) W mokY s Keth o~ FEA S BRI - N-RAbdh ~ Fo/RE

HERBXHHBH -
[60]

sbEATA B E TR247%, ( “substantially pure” ): 44
#‘é——f@ﬁ%%%iﬂi’i%‘1’9’6%&753‘-%#3% X~ o R X
BomAEY - BaMH - RIEFMEAGER > AR EEARE >
RIEA BT 2V 80%aE - HAME  UNEEALAE LS

@ ARXEHULEc EEAML RYEFAAE > BRUKXED

3% B - AEHEAEN R UIEZTARE L HAUKXED DI E -
XEBEERAORL > UIEEHAE HEAVKXED IThE -
[61]

LR AR R 3E Uitk g ( “treating” ) thi5 & — 14 452
0y EE R R L H R —ER R B G-
i~ BRY C RER BN TS RABRBERRE—®K -

€82
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[62]
Eib bR ATAZ L3 ARB—ZERBITKEL CRA0H
(IR, 2R)-T-#£-3-[2-(2, 4-—H X H)-2-5 X -1-F &
-3-(18-1,2,4-==¢-1-8) B/ K ]| ~$=2h-4CH)-F&E &H KX
[63]

e84 (IR, 2R)-T-f-3-[2-(2, 4- = AL X A)-2-%8 K-1-F &
Q@ 3 (01,2 4z 1-B)FA] EekR-A(3H)-EIH AMBR F &
HEEBXAMCERRT  SSBER T I IV-V- f
VI - B REHEHAEXF RERAG—E > R LA KK
&SI o BTRAES —BRME A D EY > 2
RVAFRGERAEY R RAELLET - R—ROAVWEHHMOE
BRE S BHRE - FEHRE S URRARHEHHRZEH -
[64] |
® AL ARG A WA — B AP - RAAER R
(1R, 2R)-T-#-3-[2-(2, 4-— A X &K )-2- A-1-F &
~3-(1H-1,2,4-Zok-1-A) A4 ] vEokoh-4(3H)-#e0 & B E X e
Fik e BREABK  LHALH [V FHAERE S BEER
Fle s - ASRILARE  SLLERAVX LML YT
4o F
@ k1 —MAhih A ABEE R = RALak & B i

52
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(supercritical CO: crystallization conditions) @ #% & & ¥
XL BemiTe -

@ L1l —RAEEABER - ALHLE &N
(supercritical CO: crystallization conditions) @ ¥ & &%
ARG REmFE - bR KB T —EESFHS X S8R0 RKEH
(XRPD) B# ~ — BRI R A ~ fo— B B4R a M E
FrmER (DSC) Bk

® @ 1l —RGARZRRELSEHTE  ERAEELRE
BEl ke LB BEBELCEE  —A T - BB ABBLENS
BraE R - AR X 2R —EEHae X fair R4est (XRPD)
H ~ — 18 B e) ax s s R #a—ﬂﬂ%#%%iéﬁ%iia‘%féﬁ&%%
(DSC) B % » 4 99°C o5 & & — 1838 7 89 & 2, 5% (endothermic
peak ) f£ 30°C/65%% & & 25°C/60%% & th 45+ FH4 4% 6 18 A 4%
A 111 2 AR E ZILEB (degrédation) B e
® @ £ IV: —BABASMEMYXECET  REMKLE
RBEFN AT BIEH — KRR MAFE - SEBXTREEK
(IR, 2R)-T-&-3-[2-(2, 4-—A A X K )-2-&HK-1-F K
-3-(1H-1, 2, 4-==¢-1-K) A& ] H-¢#h-4H)-86 & KM A X
F2 ~ /MR, ZR)-T-R-3-[2-2, 4-—RA XK )-2-BK-1-F &
-3-(1H-1, 2, 4-=-%-1-FK) B K] 4 -4C)-BAey &4 [11 &
VI 57 — B g ke oF & o s 40CH TONEEEF 3 BA

8>
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HfE RN XBIALHE IV MTEE - LAKXZRIR
— BB 45 s X Sk K44t (XRPD) B - — B A4 &b
Bk —EESHM M ERHA TR (DSC) B A 4 1217C
B E 4 — B3R Fl e R HE o

@ 4V —RGEERELIGYTHE  BELAEHRES
HMHXABBELET  RENWATK - REBERMIA—CLE
&% (Diethyl ether) - AR KX ZRZR—EESFMe X ok
Ye4t (XRPD) B/ ~ —18 B 458 ey 4o sh 4R 38 ~ o — 18 B 451 8
WEFEBHEH/ (DSC) B & > it 108°CH & & —183% 71 69 & 2
B VAL IR RAEBRGALY 25 ThE B Ley Bt
BB WA 0.5 242 5%F BLhth Tk -

@ &% VI — Bl H ik o 4R 2R)-T-&
—3-[2-(2, 4-— R EA)-2-5 A -1-F £ -3-(1H-1,2,4- ==k -1-%)
Ak ] gk oh-4(SH)-BRE AW T BE T # A0 AR AR - RIZIE 44
— A e SR K CEIER - ERERKROS LIEH
(IR, 2R)-T-#-3-[2-(2, d-— ¥ B )-2-: A-1-F 4
-3-(18-1, 2, 4—3@—1—5&)%%1 i o ok -4 (3H) -8 84 45 5 & 4% -
o B EH T BHB IV &8V XEaoes T35
ARX - £ TEE-A (1:9) P48 34 BB > 7 45C -
— B Il RERHIEALHR V- AN EBLEBVI 250
KEM  RBGREERER [ fo/REHBV AVKXERIR
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—1E B4 eh X st K44t (XRPD) B ~ — B B 4588 sb
BAE -P—EEBEBOMEFHAER (DSC) B & > 4 1027C
Z108CHAEA—E®RINARKZE - V] e X —BIEREMN
&) % k44 (non-hygroscopic monohydrate) 2 {4344 -

2, 4
[65]
AEALERNR 2R)-T-R-3-[2-(2, &-—AFEHK)-2-54
o -1-F A-3-(10-1, 2, 4-=-4-1-F) /K ] ~Edh-4GH-my %

PR/ KM RBER LTI V-V Fo/K VI o
EE—F @ AEABRAABTLLELVXGE B RETEH
ERARE > MR AAREHME IR GER > BRIESH
R - £—ERALMBXS T > AEABH LN L LY
X B —BRAEMRGER > REFARA - BAiosk > A
FANESEXTREL —EASEX > BATHESA LERE

@ Ko EH BHRA LB RS T & &K TUKEWAT A -
SHU I0%RE DK EFHIGEREBE X6 ¥ RERAR
AL LN R E—BREE— ST RH LT
;{ o
[66]

f—EEABEEEXHF 0 (IR, 2R)-T-8-3-[2-(2, 4-—f %
A)2-fA-1-FA-3-(1H-1,2, 4-=k-1-A) B L] fok

8
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4G -F R FE SR e — AR SR X K — (B &
277 X80 (IR, 2R)-T- f-3-[2-(2, 4- = AL EA)-2-8 & -1-F 4
~3—(1H-1,2,4-Zok-1-R) B 4] seboh-d(3-8 > REHE R
AHRIE o HBD G 05T B -

[67]

£ % —mEAABBAH T o (IR 2R)-T-R-3-[2-(2, 4- = &
EH)-2-58 K-1-F R-3-(1H-1,2, 4=k 1) B A ] hoko
ACH)-M RS ERT R A XA EAH R R 5
b A 90%skE -

[68]

4% —AEALRBAH P o (IR 2R)-T-R-3-[2-(2, 4- = &
FHE)-2-58 % -1-FA-3-(1H-1,2,4-=o-1-H)H A ] vEekak
4B - TR FHEER X 0 AN 105 Z LB TR G A
B -

[69]

% —BEAEERBA S P > (IR 2R)-T-R-3-[2-(2, 4-= £
KE)-2-F X-1-FA-3-(1H-1,2,4-==2-1-R)Fm ] vhokepk
A(SH)-BA 2t 4 B AR V] 4 25°C A0 B0%RE T o BETE %
RMGE LA GEA -

[70]
R R 0 ABIEE(IR R)-T-R-3-[2-(2, 4- = f ¥
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H)-2-FK-1-F A -3-(10-1,2,4-==%-1-£) B A ] ook
AN - TP L REHE ] RELESLAMRIE 4
HAEN 10%E EthayiEfs2 G a8 ~ AR, 2R)-T-8-3-[2-(2, 4~
—AFF)-2-A-1-FA-3-(1H-1,2,4-=4-1-£) B/ A ] ogoi
H-4GH)-Iey & HHEA KX ¢ (IR, 2R)-T-&-3-[2-(2, 4-—&A XK
H)-2-58 K -1-FRA-3-(10-1,2,4-==%-1-R) B K] vEodohk

4B - R FLEEBEHB I B ESLAHRRTE &
FARF 10%E Ethey1E475% Qs B ~ B (IR, 2R)-T-R-3-[2-(2, 4~
—AFE)-2-s A -1-F A -3-(1H-1,2,4-==-1-R)Bm K] ofog
#-4(3H)-#ey £ KA AKX 5 (IR, 2R)-T-R-3-[2-(2, 4-— & X
F)-2-5 K -1-FHK-3-(1H-1,2,4-=¢-1-F)FHEK ] ook
4B -FA R FE R ER ] ABsEFLA#RTE -
SRABEF 10%E by GEH - AR, 2ZR)-T-&
-3-[2-(2,4-— &g XK )-2- A-1-F X-3-(1H-1, 2, 4- == -1-%)
A ] Eoukp-4CD-gAs £ /A K 5 (IR, 2R)-T-£-3-[2-

(2, 4= A FH)-2-84-1-FA-3-(1H-1, 2, 4-==4-1-K) " & ]
gk ok -ACD-FH TP LELER [V UAB s E S AH# R
o AABRNI%EZ LM EMAGER ~ AR, 2R)-T-&
-3-[2-(2,4-— A F & )-2-s K -1-F X-3-(1H-1, 2, 4-==#-1- %)
A wEekok-4CH-Ee £ KA X 5 (IR, 2R)-T-H&

-3-[2-(2, 4=/ F A )-2-5 8 K -1-F X -3-(10-1, 2, 4- =4 -1-%)
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AA] b h-AQD-FH R L2AFLELLERV RBLEEA
#HRME > SFBEN 1% E Ty EAMAGEH - AR, 2R)-7-
£-3-[2-(2, 4- =R ¥ H)-2-58 K-1-F %-3-(1H-1, 2, 4-= ot -1-
E)AA] Eokihk-43HD -\ & EHAK 5 (IR, 2R)-T-&
-3-[2-(2, 4-— A X A )-2- £ -1-F £-3-(1H-1, 2, 4- == -1- %)
£] hekop- AN -M R LA FELEH VD RTHEFA
A E > SAEN 10%E T hes iz 2G5S - AR, 2R)-7-

e

o

@ 53[0 (24 REA)2EA-1-FRA-3-(1H1,2 4-Zok-1-
£)AR] EokH-AGD-MHESHHR - AR AEHLES
REEBAVANE—B A X HADERHRERI - EDF
00% 4k
[71]

£ H—ETRG T 0 RERAZER (IR, ZR)-T-R
-3-[2-(2, 4= A KR )-2-5 A -1-F £-3-(1H-1, 2, 4-==-1-%)
® Fak] okokof-4H)-AHE LB RB s E b A Rt
B A4FHBEN10%EZee (IR, 2R)-T-&-3-[2-(2,4—=—& %
B)-2-8A-1-F£-3-(1H-1,2,4-==4-1-K) B A] “Eekak
43 -y KA K IT~II1~ IV~ V.~ & VI (IR, 2R)-T- &
-3-[2-(2, 4= f E A)-2-58 & -1-F £-3-(1H-1, 2, 4- ==& -1-%)
A ] Eokok-4GH)-AHE KL ] > LB S E S bRt
B AFAA10%EZLE (IR, 2R)-T-R-3-[2-(2, 4 =A%

& \,
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H)-2-58H-1-FH-3-(1H-1,2,4-=4-1-K) B K] vFedok
-4BH)-EAeE KR KX T~ TIT~IV-V~ & VI (IR, 2R)-T-&
-3-[2-2,4-—g k& )-2-s8 X -1-F #-3-(1H-1, 2, 4-==%-1-%)
A Bk 4BH)-A & BE&H [ RBrEEbEA R
B A5AREN10%EEtkey (IR, 2R)-T-&-3-[2-(2,4-—&A X
A)-2-84-1-FA-3-(10-1,2,4-=o2-1-FK )R A& ] -Fokoi
-4(3H) - E KA KX T ~TI~IV-V s & VI (IR, 2R)-T-H&
-3-[2-2, 4-— g, ¥ K )-2-5 K -1-F X-3-(1H-1, 2, 4- == -1-%)
AE] Bk AQD-BA L LR IV BT E b ARt
B AAEN10%E ey (IR, 2R)-T-&-3-[2-(2,4-—&A X
E)-2-8K-1-FH-3-(1H-1,2,4-==4-1-FK )R K] oLoki
~-4H)-EAey g KA KX [~ T ~TI1~V~ & VI (1R, 2R)-T-&
-3-[2-2, 4-—F F A )-2-5 A -1-F X -3-(1H-1, 2, 4- == -1-%)
AR] EaH-AGH-FNLELEHR V> RBL>EF AR R
B AAREN10%E ey (IR, 2R)-T-&-3-[2-(2,4-—&A X

B2z & -1-FR 3-(1H-1,2 4-Zok-1-R)HA] vhobo
A -BWHERBX T~ 1~ 111~ 1V~ £ VI (IR, 2R)-T-f
3-[2-(2 A-— B ER)2-Fe A -1-F R -3-(1H-1,2, 4-=ok—1-£)

AA) ek dCH-FHE RLER V] AT, EE b A Rt
B4R EN10%EFkey (IR 2R)-T-&-3-[2-(2,4-—& X%
AR)-2-54-1-FA&-3-(10-1,2,4-==2-1-K)Fm ] oFooi
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~AGH)-B SR X T~ I~ TIT~ IV K Ve

[72]
f—EEAALRERE T REARANR, R)-T-&

-3-[2-(2, 4= A EA)-2-5 % -1-F A-3-(1H-1,2,4-= o -1- %)
] vpekak-4(3H)-BRe & BB T~ I1~ TI1~ IV~ V- Fo VI
WE—E REBFEFLERRINE > SF BN THhE ZLeyE4
% G BA (IR, 2R)-T-£-3-[2-(2, &= EA)-2-5 A-1-F 4

® -3—(1H -1,2,4-==2-1-A) A& ] Soh-4CH)-# & HH A
R REEF AR K-SR REH TR 0% o £iE—F
@e % —EEE LB 0 AERAER—FBEANR, 2R)-T-
£-3-[2-(2, 4- =R EHA)-2- & -1-F£-3-(1H-1, 2, 4- = k-1~
EORL] cpokh- 4N -AM L RBEH [ I II1-1V-V- 4
VI 95— RBnEEwARRAE S H BN TUEE LY
(IR, 2R)-T-£.-3-[2-(2, 4-—FEA) 2-:#-1-F £

Q@ 3 (111,244 1-R)BR] Sekh-dGH)-T Lk B A
;‘(‘ o
[73]

- BEHEALBEBEAA T AEARANR, 2R)-T-£

~3-[2-2, 4-—F X HE)-2-s X -1-F £-3-(1H-1, 2, 4-==4-1-%)
A ckokof-4(SH)-BE & SBEM T I1~TI1- V-V~ F0 VI
E—18 UBESEFTLARRITE - SHBAKN ShE L ayIEAT

8
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%GB F (IR, 2R)-T-8-3-[2-(2, 4-—a X H)-2-&&-1-F 4
-3-(1H-1,2,4-==4-1- %) B A ] Sekoh-4(3N)-#84 & S A
R R RAX-MHERRAHRTER > A DUHLE - £E—F
e % —EEA LB RS > AW EE—FRANR, 2R)-T-
2-3-[2-(2,4-=—; ¥ H&)-2- ;«‘ -1-F #%-3-(1H-1, 2, 4- == -1-
KPR ] chekohd(SH) -6 & BB [~ 11~ 11V V- fo
VIehE—18 > RBHESLEA#RGE > 2A BN DIESZLLY
® (IR, 2R)-T-#-3-[2-(2, 4-— R A)-2-7a A-1-F 4
-3-(1H-1,2,4-=o-1-R) A& ] kot Hh-4GH)-Tey L b8 & A
;’(‘ °
[74]
£H—ERAABEAM T 0 AEABRAEHUR 2R)-T-R
-3-[2-(2,4-— R FEA)-2-5 £ -1-F £-3-(1H-1, 2, 4- ==k -1- %)
B ook ok-A(3H)-EI60 5 SR T~ 11~ 11~ V-V~ fo VI
Q@ s m LEEN NERLGETRYER - EEF BT —
18 £ 3248 B8 X ) > REA B R A HEI(IR, 2R)-T-R
-3-[2-(2,4- = A EA)-2- A-1-F £-3-(1H-1,2,4-==4-1-£)
] oEokoh-4(3M)-E & BBEH T 1~ TI1 IV~ V-~ Fo VI
BE—B SABN TNEZL - PFRIBNIEELEMEY
EE c EEFBGS—EEERALBMAS > AERBER ML
SRRV - B AT RS V] h— BB X, -
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TERLEAEEEEESNK T O —BEALBEEH > &
WV — BB KA H A%k -
[75]

E—EEBEXH P (IR 2R)-T-£-3-[2-(2, 4-— A %
B)-2-s - 1-FHA-3-(1H-1,2, 4-=ok-1-R)H A ] Sk
-AGH) - R 2SS M XAEE —EH B X-HEN RS
g (XRPD) B# > THE4EV 1@  PEAZE D 318 R2F

® BAZD 58 EHRATHHENY 2-0 (2-theta) & > &4k
2.72~3.74~4.08+4.11+4.15~4.17+5.31+5.73+5.83~6. 22 »
6.28+6.35-7.5~7.77~7.96~7.98+8.15-8.22+8.33+8.35 -
8.37-8.80~9.01~9.39~9.61~10.1~11.16~11.25~11.29 ~
11.35~11.4~11.47~11.61~11.66~11.7~12.1~12.41-12.44 ~
12.49~12.57+12.6~13.06~13.09~13.15~13.21+13.29+13. 3 ~
13.34~13.62~13.64~14.11 ~14.33 ~ 14. 34 ~ 14. 41 ~ 14. 42 ~
@  1443.14.5.14.52-14.68~14.8914.93~14.9815. 0~ 15. 09 -
15.43+~15.57~15.7~15.74~15.93~15.95+16.0~16. 35~ 16. 6 ~
16.68~16.74~16.77~16.90~16.98~17.0~17.21~17.27~17. 3 »
17.4~17.49~17.56~17.57~17.63~17.71~17.91~18. 25~18. 66 ~
18.74~18.79~18.8~18.82~18.86+18.9~19.2~19.30+19.32 ~
19.37~19.7~20. 36 ~20. 43~ 20. 85~ 20. 88~ 21. 08~ 21. 1~ 21. 47 ~
21.78~21.79~21.88~22.12+22. 27+ 22. 3+22. 31 ~22. 49 22. 62 ~

44



1426073

22.82 ~ 22.88 + 23.20 ~ 23.58 ~ 23. 64 - 23. 82 ~ 23. 84 + 23. 86 ~
93.924.2~24. 26~ 24. 63~ 24. 78~ 24. 82502 ~ 25. 11~ 25. 2 »
25.3~ 25,32~ 25.7 ~ 25. 95 ~ 26 ~ 26. 03 ~ 26.2 ~ 26. 65 ~ 26. 7 -
26. 74 ~ 26. 77 ~ 26. 83 ~ 26. 86 ~ 27. 04 ~ 27. 12 ~ 27. 21 ~ 27. 25 ~
27.3527. 44~ 27. 6~ 28. 00 ~ 28. 43~ 28.5~ 28. 57 ~ 28. 6 ~ 28. 74 ~
28.9~28. 96~ 28. 9829, 05~ 29. 11~29. 16~ 29. 3~ 29. 38+ 29. 41 ~
29.729. 81 ~29.97~30. 0~ 30. 07~ 30. 13~ 30. 14~ 30. 5~ 30, 73 ~

@  3075.30.8-30.91-30.98+31.3-31.35-31.35-31.58+31.78 ~
32.0532.36~32. 41 ~33.3~33.48~33.61 ~33.63+33.7+33. 9 ~
34.334.3534.62~34.94~35.0~35.5~36.5 36. 7~ 37. 4 ~
39.5 45,28 ~ 46. 1 ~ 48.87 ~ & 55.02 +/- 0.2 -

[76]
f—EAEEXHE 0 (IR 2R)-T-£-3-[2-(2, &-— R %
£)-2-5 K-1-F A-3-(1H-1,2, 4-Zok-1-R) A& ] Sokok

@ I -men e R X R H — A A XA R
4 (XRPD) BI% > TH &4 2D 118 BIHLED 348 - B2
BREED5ME EAXTHEMG 2-0 (2-theta) £ F » FBME
AR 4. 08~ 4.11+4.15~4.17~5.73 5. 83+ 6. 22+ 6. 28 ~
6.35+7.5+7.77~7.96~7.988.15~8.22+8.338.35 - 8. 37 ~
8.8+9.39~9.61~10.1~11.16~11.25+11.29~11.35~ 11. 4 ~
11.47~11.66~11.7~12.41~12.44~12.49~12.57~12. 6~ 13. 09 -
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13.15~13.29-13.62~13.64~14.34~14.41-14.42~14.5~14. 89 ~
14.98~15.57~15.95~16.0~16.74~16.77~16.9~17.49~17. 56 -
17.57~17.63~18.66~18.74~18.79~18.86~18.9~20.85~21.08 ~
21.2~21.2~21.2~23.82~23.84~23.86~24.78+~24.8-~25.3~
20.11~25.2~25.32~25.7~26.65~26.83~27.04~27.12~27.35~
27.44 ~ % 30.13 +/-0.2 - £ HE 4B BHE X4 F > (IR, 2R)-T-&
-3-[2-(2, 4~ =@ K 3 )-2-s % -1-F £-3-(1H-1, 2, 4- == -1- &)
AIk] B Rk-4ACH)-ER T2 3L EAXEA —BAXE S8
8 X-stse ot K4est (XRPD) &% s boaTill - £ 8 % B34 45
o BRAXAEZMBRESEN XN-HENRELE TR oaTH - B
FREZAEBBEAS T ELEFXA0BERESEN X-Huh R
41 2B 4o AT I o

[77]

C E—EAEEAsY > (IR 2R)-T-£-3-[2-(2, 4-—f %
FE)-2-8 K -1-FEK-3-(1H-1, 2, 4- = -1-F)FH I ] Fokek
43D -FH R FE LA X BEA — B s g k¥ (infrared
spectra) B > THOLSZEVMEREKME > BH U THHHE
A A AR1723.8~1677.0~1676.0~1673.3~1671.0~1607~1601. 0 ~
1600.0~1599. 0~1557. 5~1555~1503. 3~1501.2~1499. 4~1498. 8 -
1498. 3~ 1468 ~1462. 7~ 1462. 6 1462. 3~1462. 2~1404. 1~1403. 9 ~
1403.0~1402.4~1400~1361~1319.8~1319.4-1318.4-1318.2 ~

46
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1318.0+~1316~1280~1274.4~1273.9~1272.5~1272.4~1254.9 ~
1254.6~1254.1~1253.7~1253.0~1218~1210.2~1170.2~1170. 0
1169.9~1165~1139.1~1139.0~1138.7~1138.0~1137. 7~1102. 7 ~
1102.1~1102~1101.8~1101.6~1062. 2~1061.8~1061.4~1060. 7 ~
1060.2~1016.4~1014~976 ~967.4 ~967.2~967.0~966. 7~ 938 -

933.5~932.8 ~932.7~932.6 ~902.8~902.7~902.4 ~902.0 ~
857.4 ~857.2~855.5~845.0 ~801.5~801.4 -~ 801.3 ~ 801.3 ~

801.2~785.9~785.8~785.1~783.6~782.9~760~698~694.0 -

693.9 -~ 693.8 ~693.5~677.9 ~677.7~677.2 ~ 665.4 ~665.1 ~
664.9 -~ 664.1 ~ 663.6 ~ 631.8 ~ 631.7 ~ 630.7 ~ 630.2 ~ 630.1 ~
533.4~532.7~ &411.6 2%~ (cn') - £A—EEBEXp F
(IR, 2R)-T-#.-3-[2-(2, 4— =@ R K )-2-ss X-1-F 4%

-3-(1H-1, 2, 4-==%-1-K) A K] v£obok-4(3H)-EReY 5w &k % 4
SUXBEA B2t (infrared spectra) BH4E A L4
B AR AR LIRAERME - ERoATEL - BH
A BEREXS > T2 F&LAXEH —Bast it
(infrared spectra) BMAFARLESHM > FEV ZBEABMS L
SMRAERME » Rl - S HEAMBEXG  T2FE
SR X BEF — B4z it (infrared spectra) BH4E 4 R4
B REDOERHROEIRAERME > E R AT -
[78]
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E—EEEERBAH P 0 (IR 2R)-T-R-3-[2-(2, 4-= £
FHE)-2-K-1-FK-3-(1H-1,2,4-=o2-1-H) A A ] ek
438 T2 B F B KA — B R XA K Y
5t (XRPD) B > i B AT 248 > 44 & (A) 2-6 (2-theta) L & >
A% 4.11+8.22~9.39~11.29+12.41~13. 62~ 16. 74~ 17. 57 -
18.79~23.82~ & 25.2 4/~ 0.2; (B) 2-6 (2-theta) & » 4r
£ 6.35-7.98+8.37-11.4~11.7~12.6~13. 15~ 14. 42~ 14, 98 ~
16.77~17.56~ 18. 86~ 21. 08 ~ 23. 84 ~ 25. 32~ 26. 83 ~ & 27. 35 +/-
0.25(C)2-0 (2-theta) A% »4u 44 4.08+5.736.22~7. 77 »
8.15+8.80~11.25+11.47+12.44+13.09~ 15. 57~ 17. 63 - 18. 66 -
20.85 ~ 26.65 & 27.12 +/- 0.2 (D) 2-0 (2-theta) 4w & -
(o fd 4.157.58.339.61 ~ 11,16 ~ 12. 49 ~ 13, 20 « 13. 64 ~
14. 41~16. 90+ 18. 74-24. 78~ & 25.11 +/- 0. 2: (E) 2- 6 (2-theta)
B A4 175.83-6.287.96+8.35+11.35 ~ 11, 66 ~
12.57~14.34~14.89~15. 95~ 16. 74~ 17. 49~ 18.9~21. 1+ 23. 86 ~
25.3~27.04~27. 44~ %9 30. 13 +/- 0.2 L&A (F) 2-6 (2-theta)
B AL 20124840257 +/- 0.2 Ffla R 2 B4 -
[79]

E—EABE XS P o (IR 2R)-T-£-3-[2-(2, - = 5%
£)-2- 5 A 1-F A3~ (IH-1,2, -2 1-£)BA] sebok
A - 2 i RS | AH — B SN X-HEH R

48

€82



1426073

%4 (XRPD) BH > 420 —E2-0 ME >  BEEUATHREY
4.11+8.22~9.39~11.29~12.41+13.21 ~ 13.62 - 14. 43~ 14. 93 -
15.716.74~17.3~17.57~18. 79~ 20. 88 ~ 21. 88 ~ 22. 62 ~ 23. 64 -
23.82+25. 2~ 26.77~27. 21+28. 5729, 16 ~29. 97~ 30. 75~31. 35 -
45.98 ~ 48. 87 ~ 49 55.02 +/- 0.2 2 5 Ff 4 & B4 BE 4R -
[80]
& — B A A4S X4 ¥ (IR, 2R)-T-R-3-[2-(2, - — &%
Q@ )R 1-FR3(IH1,24-Zck1-R)BR] skobokk
SAGH) - R 2R S A | B — B BALE X4 % H K
%4 (XRPD) B> 0420 —E2-0 E > BEAUATHMAEHY
4.11+8.22~9.39~11.29~12.41~13.62~16. 74~ 17.57~18. 79 ~
23.82 ~ #2252 4/~ 0.2 Z R ATE BB o % —AEAE AR
BAGIP o R P aam] AA BRE S-SR
5% BRI NA—EEPERAEEEXG T ToE
@  Lhun I RA BRSO XA R B e AT i
[81]
£— B AR X+ 0 (IR 2R)-T- R-3-[2-(2, - = L ¥
£)-2-58 R-1-F K-3-(1H-1, 2, 4-Zok-1-%)HR] ke
AGH- MM LR FE RGN BE — ALt RARBY > 68
2 —1AH&Es (spectral line ) & » € B A F 944 1673. 3 »
1600. 0 ~ 1557. 5 ~ 1501. 2 ~ 1462.7 ~ 1403.9 ~ 1319. 4 ~ 1273.9 -

(8)
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1254.6~1139.0~1101.8~1061.8~967.2~902.7~801.3~783.6 -
664.1 ~ #9 630.1 22" (cm”) Aréa M EIBEEE -
[82] |

£H—EAEREAH T > (IR 2R)-T-£-3-[2-(2, 4-— A%
B)-2-5A-1-F £-3-(1H-1,2,4-=4-1-£)AmHA] ofokok
43D - R A SR S 1] B4 —Eh S5 X-HaH X
%41 (XRPD) B> 4520 —B2-0 L E > BEAEUTEHM/EY
2.72+5.31+6.35-7.98+8.37~9.01~11.4~11.7~12.6~13.15 -
14.42 ~14.98 ~15.93 ~ 16. 77 ~ 17.56 ~ 17.91 ~ 18. 86 ~ 19. 37 ~
21.08~21.78~22.31~22.8223.84-25.32~26-26.83~27.35
28.5 ~ 28.96 ~ 29. 38 ~ 30. 14 ~ 31. 58 ~ 32. 41 ~ 33.63 ~ 34. 94 ~ o
46.1 +/- 0.2 Z R AT BRI BEER -

[83]

E—iBEe R X P (IR 2R)-T-£-3-[2-(2, 4-—f %
H)-2-7 A-1-F £ -3-(1H-1,2,4-=Z k- 1-K)mA] oFokak
4B -EM A PR S 1] B4 —EA 55 X-4ahk
44 (XRPD) B 0820 — B 2-0 B > AU T HMAEL
6.35+~7.988.37~11.4~11.7~12.6~13.15~ 14. 42 ~ 14. 98 ~
16.77~17.56~18.86~21.0823.84~25.32~26. 83 #v 27. 35 +/-
0.2 2 EATlARWHBIE - N —BEELBEXG T T34
Rt 11 BA ERE 56 K-S R4t 5% o AT -
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NH—ARERAREKS T 22 MFLALH ] A B
B 5ol K-S 0B RS B o B Rk AT o
[84]

£ AR XS P o (IR 2R)-T-£-3-[2-(2, - = B ¥

)25 A-1-FR-3-(IH1,2 4-Zok |- £)BHA] ohobok
AN B RS RG] B — Bt SRR &
o2V — LM E > EA LT A& 1677.0~1600.0 ~

@ 1557.5~1498.8 ~ 1462. 3 ~ 1318.2 ~ 1272.4 ~1253.0~1170. 2 ~
1137.7~1102.0~1060.7~967.0~932.6~902.0-~857.2~801.3 -~
785.1~693.5~664.9~ #v 630.7 %" (cm') Aréam ehBESE
[85]

£ —EARBAS T > (IR 2R)-T-R-3-[2-(2, d-— f &

F)-2-f K-1-F A-3-(1H-1, 2, 4-==-1-H )AL ] ookl
AH)-EIE T2 4 B AR [11 A — B A e X5 Sy

Q@ iy ORPD) BH A4ES—E2-0 ME - EAUT M
#4.08-5.73~6.22~7.77~8.15~8.80~11.25~11.47~12.44 ~
13.09-~14.33~14.68 ~14.89~15.57~16.35~16.68 ~ 17. 27 ~
17.63 « 18.66 - 19.32 ~ 20,85 ~ 22. 12 ~ 22. 49 ~ 23.58 ~ 24. 63 -
25.02~26.65~27.12~28.74~29.11~29.81~31.35~ v 33.48 +/-
0.2 X RATHAMGBELE - |
[86]
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fE—EEA BB P (IR 2R)-T-2-3-(2-(2, 4-— A%
B)-2-58 K-1-FA-3-(1H-1,2,4-Zo-1-H£)Bm 4] kakoik
A -E M R A MF R S T1] B4 — @4 55 X-54h
K44t (XRPD) BH > 0520 —1@2-0 B BEAATEMA
#4.08+5.736.22-7.77~8.15-8.80~11.25~11.47~12.44 -
13.09 ~15.57 ~ 17.63 ~ 18.66 ~ 20. 85 ~ 26.65 ~ #v 27.12 +/- 0. 2
ZERFERGBEE - NS —AERABEXG T ROHFLEE
Q@  LBIIAF-EXESX-HEHREHBE  HRLATH -
“R—EERRARBEAG T R2hFLELH ] A5 =18
RE Lo X-HRH KRG BHE > Ao ATH
[87]
fE— BB Xs P o (IR 2R)-T-R-3-[2-(2, 4-— A%
B)-2-fa £-1-FHA-3- (1H-1,2,4-=Zo2-1-£)AA] Lok
A - R P L LS 1] BA ol R AREY . &
® HFE S —BEgmE 0 EA T did 1677.0 ~ 1600.0 -
1557.5 ~ 1498. 8 ~ 1462.3 ~ 1403.0 ~ 1318.2 ~ 1272.5 ~ 1254.1 -
1170.0~1138.7~1101.6~1060.2~1016.4~966. 7~932. 7~902. 4 ~
855.5~801.5~ 785.8~694.0 ~ 677.9 ~ 665.4 ~ 532. 7 ~ #v 411. 6
anT (em') PRaa R e BESE -

AP —EEBBEXH T > (IR, 2R)-T-8-3-[2-(2, &-— AL ¥

¢8>
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$)-2-5 A -1-FH-3- (1H-],2,4-Z2-1-R)FHHA] okokopk
~-ABH)-EAeY R 23 REE IV EF —BAFHM X-418H K
44t (XRPD) BI#H > 4220 — 1B 2-0 g > ZEAUATHMAY
3.74~4.15~7.5~8.33+9.61 ~11.16 ~11.61 ~12.49 ~ 13.29 ~
13.64 ~14.41 ~15.43 ~15.74~16.90 ~ 17.71 ~ 18.25 ~ 18. 74 ~
19.30 ~ 20.43 ~ 21. 78 ~ 23.20 ~ 24. 26 ~ 24. 78 ~ 25. 11 ~ 26. 03
26. 86 ~ 27.25 ~ 28.00 ~ 29. 05 ~ 30. 07 ~ 30. 91 ~ #= 32. 05 +/- 0. 2
Z R PR R B BE R
[89] '

f—BIE A BRG] P (IR, 2R)-T-R-3-[2-(2, 4-— A%
B£)-2-54-1-FA-3-(1H-1,2,4-=-4-1-£) B A ] Fokok
~AB)-ERe e F & SEE VAR —EBF 488 X-H8h K
%45 (XRPD) B# > 4220 —182-0 E  ZBAUTHMAESY
4.15~7.5+8.33+9.61~11.16~12.49+13.29~13.64 ~ 14. 41 -
16.90 ~ 18.74 ~24. 78 ~ 40 25. 11 +/- 0.2 Z R AT R HBESE o 7
H-BERABBMASIT  ROMFLAEHVAF BERES
th X-ST 4 R G4t 5% > R AT - NP —BEELAMEEX
BlF > P ERERIVAEAZBRRELZH X-HEREH S
o R AT o A —BEEERAABEIS T R TR
S IVEEmERE $6 K-S KGea 5% BB ATiE
[90]
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- EABBXA Y > (IR R)-T-f-3-[2-(2, - — A%
£)-2-5A-1-F £-3- (10-1,2, 4-=ok-1-£)BHA] bokok
-4H)-ERey o 3L 8B IV AR —Bast g LERY > &
HE b —AKEEME > EE T afrs 1671.0~ 1601.0
1557. 5~ 1503.3 ~ 1462. 7 ~ 1404. 1~ 1319.8 ~ 1274. 4 ~ 1254. 9 ~
1210. 2+1139.1~1102.1~1062.2~967.4933.5902.8~845. 0 ~
801.4 - 782.9 ~ 693.8 ~ 677.7~663.6 ~ fo 630.2 24" (cm™) ##

® 47K B BESR -
[91]

£ — AR T o (IR 2R)-T-R-3-[2-(2, 4-—f %
£)-2-5A-1-F A-3-(1H-1,2,4-Zok-1-R) B A ] =Eokoh
SASH)-BM R 2 i 4 B V A% — A 45 X5 h K
g5 (XRPD) B> 450 —M2-0 % Ea U Fhfisd
4.17~5.836.28+7.96+8.35~11.35~ 11. 66 ~ 12.57 ~ 13. 06 ~

® 13.34 ~ 14.11 ~ 14.34 ~ 14.52 ~ 14.89 ~ 15.09 ~ 15. 95 ~ 16. 74 ~
16.98+17.21~17.49~17.91+18.8218.9+20. 36~ 21. 1~21. 47 ~
21.79+22.27~22.88~23.86>25.3~25.95~26.226. 74~ 27. 04 -
97,44 ~ 28.43 ~ 28.98 ~ 29. 41 ~ 30. 13 ~ 30. 73 ~ 30. 98 ~ 31. 78 ~
32.36 ~ 33.61 ~ 33.9 ~ 34.35 ~ Fu 34. 62 +/- 0.2 Z B A 4a Rty B
9 o |
[92]

(82
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£ AR A b (IR, 2R)-T-£-3-[2-(2, 4-— fL&
R)-2-58A-1-F R-3-(1H-1,2, d- =k 1-A) AR ] koo
SAH)-BR A S A T A — B S K- m K
%41 (XRPD) BH > 42V —B2-0 B EARNTEHMAEH
4.175.836.28~7.96~8.35+ 11.35~11.66 - 12. 57 ~ 14. 34 ~
14.89~15.9516.74~17. 49~ 18. 9~ 21, 1~ 23. 86~ 25. 3 + 27. 04 -
O7. 44 ~ 42 30. 13 +/- 0.2 Z K A7 48 A B4R - 7 5 —(BI2 48 A48

®  uixumv S LT AT R ETPCT LI
4t 5% > WA AT - A H 5’1*%57%%*%;&49 ¥ mi LS
HHVAEZARE S K-HEHRAMSE > HRboATit o &
HFBNESARBRM T 220 FELLM ) AFmERE S
o -5t Sy K S8t B > ARk AT
[93]

£—EEREXM P (IR 2R)-T-f-3-[2-(2, 4- = fL&

@ R TR (B2 4-Zek-R)AE] ke
A~ T2 B ARV R — B A RET 0 04
Eh—AAEAME  EA T bk 17238~ 1676.0~1599. 0 -
1557.5 ~ 1499, 4 + 1462. 2 ~ 1402. 4 ~ 1318.0 ~ 1272. 4 ~ 1253. 7 »
1169.9 11380~ 1102. 7~ 1061. 4~ 967. 2~ 932. 8 ~ 902. 0 ~ 857. 4 -
801.2~ 785.9 ~ 693. 0 ~ 677.2 ~ 665. 1 ~ 631. 8 ~ #v 533 4 A4
(cm™) préas ey E4E -

859
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[94]

A —BEBEXF P > (IR 2R)-T-&A-3-[2-(2,4-—A K
£)-2-5A-1-FA-3-(1H-1,2, 4-Zk-1-R) B ] hokok
“AGD-A T BBV B4 —EFSad X-H8H XK
44 (XRPD) B® > 220 —1E2-0 8> EAURTHMAESY
10.1~12.1~13.3~14.5~15.0~16.0~16.6~17.0~17.4~18.8 ~
19.2~19.7~21.1~22.3~23.9~24.2~24.8~25.7~26.7~27.6 ~
28.6~28.9~29.3~29.7~30.0~30.5~30.8~31.3-33.3~33.7~
34.3~35.0~35.5~36.5~36.7~37.4~%39.5+/- 0.2 ZRFH
AR c A —BERBERBEXF T > T2FLELEHEV]
BEABRE S X-HEHRKGEs5%  ERwATi - AR
ZERBEAFT  ZERVXBEA=BARESZH X-HE M Res
[95]

fe—EERAALEEXS T > (IR, 2R)-T-R-3-[2-(2, 4= X
F)-2-7 K-1-F£-3-(1H-1,2,4-=o-1-A) B A ] oFokok
“-ACGH)-AY T FEREH VI B4 —EA S8 X-58H K
44t (XRPD) B> 6420 —E2-0 LB EAUTEHMASY
10.1~14.5~16.0~21.1~24.8~#025.7 +/- 0.2 Z R AT 48 i 9
B oS —EERRAMBEG T - (IR, 2R)-T-R-3-[2-(2, 4-

AMARE)-2-1 &-1-F4-3- (1H-1,2,4-=o%-1-K)H K] vfog
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H-4(BH)-Bt XL L EH V] B5 —BA B X-58h
F44 (XRPD) B > EARTmErmaAR2EH : (F1)2-0 1
Bma410.1-14.516.0+21.1-24.8~#25.7+/- 0.2 2 & ;
(F2)2-0 1 B4 14.5~16.0~21.1~24.8~ #2 25.7+/- 0.2
2B (F3)2-0 B 16.0~21.1~24.8~4225.7+/-0.2
Z kAL 2-0 mBmAEH10.1 +/- 0.2 2K -

[96]

) f—BAEE X T 0 (IR, 2R)-T-R-3-[2-(2, 4- =R %
H)-2-78 A-1-FH£-3- (1H-1,2,4-=o2-1-A)FHA] vkekohk
— 4B -M R 2 thiF S EHBV] B — Bt BN
S E Y —AREGEME ¥ AT 1607 - 1555 - 1468 ~ 1400 ~
1361 ~ 1316 ~ 1280 ~ 1218 ~ 1165 ~ 1102 ~ 1014 ~ 976 ~ 938 ~ 760 ~
Fo 698 A5 (em™) FréE AR EYBESEE
[97]

@ ERWERABBXM T ETLEAREERE X Py
BEAVXETRERELE —MBRE S X-HEDKRGHSE - £
FE-FHABBXG P EAMLABEOABBA TS
XS TUEREEZBERES - FEHREHSE - LR
— B AR R P o AEATILEE B ) LB A P 48 & R
ATUAEREAQBERE SN K- HEDREHSHE -

[98]

89
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E—BEEEXH T > (IR 2R)-T-8-3-[2-(2, 4-— A%
B)-2-7A-1-F£-3- (1H-1,2,4-Zok-1-HA)FmA] vhobopk
~4H)-EA R PR B XBGEE D —ARTREH ALY
B — AR Res THRAZRANHE FHEM4RE -
MEGZEEMEBE ]l -ME4-HEB T B 10 WE 13- o E
16; —EMEFWAEREEALE  THRAZANHE T4
BRmAE HEGEEMEBE 3-MB6-ME 9-MBE 12-%E 15 -

® FtHE 18a ~ MM 18b -~ FufdE 18c; & ~ — A4 shsg Lt B H
HERNHE FHERARE » HMEGZEBRE 17a~ K E 17b ~
17c #o 48 17d -

[99]

E—BAEEHEXH T o (IR 2R)-T-f-3-[2-(2, 4-— A %
F)-2- K -1-FA-3- (1H-1,2,4-=4-1-F )R] chodolf
~4CH)-TFM R AR B AR GA LY AU THREEL L

® L EmrREARRBEARE BAAS 102CH—BAH
% 4% (endotherm) i B A — 1B 42 E (onset temperature)
Y5 8TC; K —Bashdhit  BA —EHN IR LEE
£ g > 4w 1607 ~ 1555 ~ 1468 ~ 1400 ~ 1361 ~ 1316 ~ 1280 ~ 1218 ~
1165~ 1102 ~ 1014 ~ 976 ~ 938 ~ 760 ~ #2 698 4" (cm™) - f£—
EE R ERBEH T (IR, 2R)-T-R-3-[2-(2, 4-— R E & )-2-5&
B-1-F£-3-(10-1,2,4-=ok-1-£) B A ] obokop-4(3H)-8 89

8D
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R FELAVXGHBAER — Bt RAR  ZA%EZ R
AR 4T o s 4 B o #1607 ~ 1555 ~ 1468 ~ 1400 ~ 1361 »
1316 ~ 1280 ~ 1218 ~ 1165~ 1102 ~ 1014 ~ 976 ~ 938 ~ 760 ~ Fv 698
A7 (em) B —EERALBEXF T REO4BLEET XY
HHUAEAR —Baibgiilt  BARZE VE ZAEAFHMS LI
BAELEME FAHEGERARBEAF T TR2&FLEEAKX
AHBRAERF B il SARE A uEELE MG
IR K FEEA B -

[100]

A—EENERAEREAS  AFRARINT2HFEL
e V> £ ¥R, 2R)-T-£-3-[2-(2, 4-— A XA )-2-5 £ -1-
FR-3-(1H-1,2,4-==2-1-K)Am K| Bodoh-4(GH)-BF 694 S A8
HHEV BF—BEAFRY X- AR RES62-0 EHAL
21.1~24.8~ #0257 +/- 0.2 £ % — A2 B EBH X6 > Ko
B EEN TS RBEE VD £ (IR, 2R)-T-8-3-[2-(2, 4~
ZRER)-2-:A-1-FA-3- (1H-1,2,4-==-1-R )/ A] ok
H-4CGH-aes & LB EE V] A A A BN -k
B ateh 2-0 MELHA£14.5-16.0~21.1~24.8~F225.7+/-0.2 -
LA —BEERALBHEAS  AEAZTEINZ LA TFLELBER
VI » £ (R, 2R)-T-8-3-[2-(2, 4=/ FH)-2-X-1-F4&
-3-(1H-1, 2, 4-==2-1-) Ak ]| vfedohk-4(3H) - LM EH
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VI BA—EFEARESX- SR RGEHN2-0 L EHE
10. 14/-0. 2 -
[101]

- EHHNERARBBEAG T KEAZTENZSLFLR
BBV £ PR 2R)-T-R-3-[2-(2, 4-— R F K )-2-5 %-1-
FA-3-(1H-1,2 4-Z=4-1-F) B R ] edoi-4(3M)-B8h T 24
FRBBEMVIHEED AR THEEA LS —B 54
BRGS  BHRAZANKE 16 PBUAR . —BRERH
HERBEARE > TERAZIANWE 18- ME 18b- S E
18c PeyBMARE 5 &~ —Bashg it THHAZEANKE
17a ~ ME 17b ~ M E 17c fo B 17d B R4 F -

[102]

A-BERAABBAGT > ABALINTDAFLE LML
# VI B AR 2R)-T-R-3-[2-(2, 4 =R X FE)-2-8A-1-F &
-3-(1H-1,2, 4-Zei-1-A) B A ] ohokoh-4(3) 88 T 24034
SELEHV] OBHR—EMERRATRBE A LE  BTRE
#£EAE102CE 108CH > B ARBMNE —EAGRHAK  £—
A ERAEBBAG T > AR LEIR 24P E SBEH
VI £ ¥ (IR 2R)-T-R-3-[2-(2, 4-— R EA)-2-7e A-1-F 4
-3-(1H-1,2, 4-Z=-1-H)AA] 2ok h-4H) -Tth T2 shi% &
SEEHRV OBUR—EMERRAETREZ 4B BTRE

60
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YA 102CH BARMEME —BAORAG URELPHBLEE
R4 81C -
[103]
—EHFHNEREBEIG T REARINT2EFES
eV PR, 2R)-T-8-3-[2-(2, 4 =& KX HX)-2-5@ 5% -1-
F#-3-(1H-1,2,4-=4-1-R)H A ] Hk4-4CD-F 24k
FELBEHERV] B —EAEAFHOE I HE% (Fourier
o transform) 4 sh 4k S 3 5 %4 B 4 1607~ 1555~ 1468~1400+1361 ~
1316 ~ 1280 ~ 1218 ~ 1165 ~ 1102 ~ 1014 ~ 976 ~ 938 ~ 760 ~ %= 698
297 (em') e
[104] |
bz gh 0 REHEZEN (IR, 2R)-T-£-3-[2-(2,4-—f %
A)-2- & -1-FH-3-(1H-1,2,4-==&-1-F)H 4] vhodok
4G - R MF LR X > ZA R, 2R) -T-R-3-[2-(2, 4-
@ s EAI-FAS(IH124-Zk-1-R)AA] ek
-4 G- EREY A —F @ ABEHEE—FTHRAIM
B — AR eFE SRR [ I II1 IV V5 VI ¢9(IR, 2R)-7-
A-3-[2-(2, 4= A)-2-5 A-1-F A-3-(1H-1, 2, 4- = ok-1-
AOAA] hokh-4(3H)-8 AL A es R A X RAEFT 52 &
4 0 BB RER OTheY e K -
HEFE

¢85
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[105]

(1R, 2R)-T-#-3-[2-(2, 4-=—A X K )-2- &-1-F 4
-3-(1H-1, 2, 4-==4-1-K) A A ] Fokh-4GH) -y B & A
APLAHAZHI-IITIIIV-V-Hf VIl HhRBEMEEH
BAFaey X-st b Réest (XRPD) BH (42 £ME 14T~
10~13 #2 16]~ E—ﬁﬁié@?l?l"ﬁiﬁ%% (53 %BmE 2-5-~8~11~
14 Fo 1Ta-c]~ M £2FH#AZH/ (DSC) RE BB [4 5 %4

® BB 36912 -15~4v18a-c)’ FTLNIRBWEHS B —E - &
VI bseda A EME L HEF R T4 % (atomic bond
orientation) [ 2B E 19) fufE&# VI sFa - b-fvcth
ez B BA [ SMME 202122+ 23) A HEH

Bt -
(33!
[106] '
(IR, 2R)-7- £-3-[2-(2, &- = AL X A)-2-F £-1-F &
@  3-(IH-1,2,4-Zk-1-R)AA] Eokok-4(3H)-T0 & & 4% |

EhHEBUS I-SRHRKEHB ML WA - ARAELEHE
[ &9 X-S 4 K4t B A 144 —18 D5000 & FIF X-SH &8 4014
(D5000 Siemens X-ray Diffractometer) L :R|4% > A K EA
— 5 2 =% % %4 (graphite secondary monochromator) #v
— B P4 % (scintillation detector) -
[107]

BH 1 —EAEHEN - REHBEL T AR E2 L5
HFH o Bl AT BB ETEMABREIGBREN2-0 M EH
HEYBERENTIME]L -

€8
62



1426073

ikl SHIFHBAXHAGDRGHBHH2-0 X EHB

BE
BB X5 R RS H B 4 HE K- S5 R H B
2-0 1 E (+/-0.2) #4838 % GRE)
4.11 115
8. 22 128
9.39 . 66
11. 29 161
12.41 102
13.21 95
13. 62 160
® | 14. 43 206
14.93 231
15. 7 104
16. 74 215
17.3 134
17.57 178
18.79 296
20. 88 151
21.88 125
22. 62 : 98
23.64 119
23.82 177
® 25. 2 234
26. 77 206
27.21 245
28.57 116
29.16 113
29.97 110
30. 75 81
31.35 93
45.28 56
48.87 42
55. 02 36
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[108]

EH I HBEINOUBEX-HAENREHEL KA WB e
2-0 L EHBEREBENARELZ -
&2 SHIAHBOX-HEREGHBHZ2-0 M ERHB

BE
A HA-Sah Kes B8R FHX-4 &0 K4 B
2-0mE (+/-0.2) L YAC £:9)
4.11 115
8.22 128
9. 39 66
11.29 161
12.41 102
13. 62 160
16. 74 215
17.57 178
18.79 296
23. 82 177
25.2 234

[109]

—HE B E ] R X-HE R4S
(peak ) A 2-0 & » 7 4.11-8.22~9.39~11.29~12.41 ~
13.62 ~ 16.74 ~ 17.57 ~18.79 ~ 23. 82 ~ #u 25. 24/-0. 2 -
[110]

EEMRER ] IRFLIRARBETARE 2> M Eh S
B & 3 SLRATAF B &Y Fo A3t 3R 9 PR A 4o Sh SRR B 4T 0 TR 3E
AFIE A > HAh e g BM-100 4 & % Z 3+ (Bomem BM-100-
spectrophotometer) & # 4.

Mik3d &1 ahscsbig it
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#BE (257 (+/-0.1)
1673. 3
1600. 0
1557.5
1501. 2
1462. 7
1403.9
1319.4
1273.9
1254. 6
1139.0
1101.8
1061. 8
967. 2
902. 7
801. 3
783.6
664. 1
630. 1

[111]

ARMERRRTARIN RE—SBRRILH ] B4 — 18
BEARBED > WwHE 3T o  WRAFHGOMEFHASA
S BRIES KSR 0 HAELH—IFT % DSC-20 44 B TR -
Hik(BE—R4 ] 2)HAEH#EME I FLes42 % (aluninium
pans) ¥ A—ERALEET  R—n4 100 H—EFHEE
ho B —BE A E 40 2 180°C - R E A 4B (indium) [99. 9%k
Bl RE# -

411

[112]

(IR, 2R)-T-#&-3-[2-(2, 4- RE)-2-BA-1-F K

el
-3-(1H-1,2,4-=4-1-F )R K] 4 K-4(SH)-aRAe4 & [ &M 11

65
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Bl HF e X-48h KRE 4B mif o biksER - AR
Bl ELE I &9 X-H8H KRG 5 B 14 4£—18 DH000 & FI-F X-4¢
4 514& (D000 Siemens X-ray Diffractometer) L RI4% > %
HBEBLAF—BE R _4%E MK (graphite secondary
monochromator ) Fo —18 B4 A % (scintillation detector) »
Pt 4R (K& CuKa: 1.541838 A, V=50 kV, 1=20 mA) B3
BB EARFA 2ITC -
[113]

BRI EEBFHH - HAEREHBHETURERL
BN wHMB AT BB EBRTREINSBEENH2-0 1 E
FoHBOBREBENTIMHEL -

ixd S8 AHBHX-HERRBHBAH 2-0 M F K

B
AHBO-HANEARH BB R X-H B R R4 B Y
-0 g (1+/-0.2) 8 3% K (R 3
2.72 176
5. 31 _ 62
6. 35 126
7.98 124
8.37 177
9.01 56
11.4 112
11.7 188
12.6 208
13.15 160
14. 42 402
14. 98 568
15.93 128
16. 77 511
17. 56 348
17.91 181
18. 86 _ 589
19. 37 108
21. 08 272
21.78 147
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22. 31 161
22. 82 , 115
23. 84 300
25. 32 294
26 125
26. 83 . 379
21.35 432
28.5 161
28. 96 122
29. 38 147
30. 14 120
31.58 131
32. 41 109
' 33. 63 105
34. 94 17
46. 1 85

[114] |
PR B e &4 [ 25 X-S R KREH B RA Mo

2-0 MEAHREREHBENMEKD -

&O &M Il ZAMNBGX-HEDRBHBAHZ 2-0 AT

BE
® ARROX-H RN R B K- SR R ot B TS
2-0mE (+/-0.2) 278 3% % (R 3
6. 35 126
7.98 124
8.37 177
11.4 112
11.7 188
12. 6 208
13.15 160
14. 42 : 402
14. 98 568
16. 77 511
17.56 348
18. 86 589
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21. 08 272
23.84 300
25. 32 294
26. 83 379
27.35 . 432

[115]

—HE AL ] s X-HRH RessiE
(peak)’ £ 2-0 4 & » 4#6.35~7.98-8.37~11.4~11.7~
12.6~13.15~14.42~14.98~16. 77~17. 56~ 18. 86 ~ 21. 08 ~ 23. 84 ~
20.32 ~ 26. 83 ~ #2 27.35+/-0.2 -
[116]

HAEREE ] T LI R ARBTIINHE O MBEHE
NG R R e

P& 6 &4 11 4ot ag 68

#AE (257) (+/-0.1)
1677.0
® 1600. 0
~ 1557. 5
1498. 8
1462. 3
1403. 9
1318.2
1272. 4
1253.0
1170. 2
1137.7
1060. 7
967. 0
932. 6
902. 0
857. 2

(8
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801. 3
785.1
693.5
664. 9
630. 7

[117]
ERAMERBASHEIN  Pe—SREILHI] 45—
B85 R » o 6 A7 o

g4 111

[118]

(IR, 2R)-T-&.-3-[2-(2, =@ X X )-2-& X-1-F &
-3-(1H-1,2,4-=o4-1-F) A& ] &bk 4ACGH)-BAH & & 4E
[T GEF 2O X-HEH RKREHB M MIL 5 3bigsER - REL
#HIN XSG REHBHALETR  BEMNEX RBLiHE
(Philips X' Pert Diffractometer) #|#% » %{h % # & —18
0/20 BA%E (6/20 goniometer ) ~ —4A48 % (Cu tube) 4% A
# 50 kV & 40 mA [CuKa radiation, A = 1.5419 A)- —1@i&
&k 42(divergence slit)=1/4° & R R 4=0. 04 38 &Z(Sol ler
slits=0.04 rad)~ — Bk 4 % 4& (anti-scatter slit)=1/42~
— B4 S p 2= 0.10 £k (receiving slit = 0. 10 mm) ~ Fo —1&
— %S ey n R E N1k (secondary curved graphite
monochromator ) - #3144 20 89 2-30 4B L& » EH &~
FREFH BHoE=0.02° 55K 5R= 20 # -

[119]
TORBER & [T ESFe A58 XA Ry B
B BARKE T WEMABREREIGEE 2-0 R EHE R
BEHERTHIMET
T SHMITBENX-HKRORBH BNV 2-0 M EFRE
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FHREO-HaRRAHBHS AR RaX-K e X aHm b
2-04E (4/-0.2) A BECRE)
4.08 51
5.73 ) 34
6. 22 13
1.77 36
8.15 60
8.80 30
11.25 61
11.47 29
12. 44 48
13.09 17
14. 33 46
‘ 14. 68 98
14. 89 60
15. 57 68
16. 35 43
16. 68 o8
17.27 . 29
17.63 40
18. 66 100
19. 32 12
20. 85 71
22.12 25
22. 49 18
23.58 29
. 24. 63 20
25.02 24
26. 65 48
27.12 1T
28.74 15
29.11 17
29. 81 23
31.35 . 10
33. 48 8

[120]
Fr 2284 [ Bae X-Hah Xe s B e &% 5
2-0 MERHREOBEBENT ML -

852
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8 S&BIIIRAMBAX-HERXBHBAHZ2-0 M Ef

BAE
e X-Hna ReslBe AR ROX-Hatr Ko B
-0 ® (4/-0.2) AYEECRH)
4.08 51
5.13 34
6. 22 13
7.77 36
8.15 60
8.80 30
11.25 61
11. 47 29
‘ 12. 44 48
13.09 17
15. 57 68
17. 63 40
18. 66 ) 100
20. 85 71
26. 65 48
27.12 77

[121]
—m X-SHaEh RGN EEE —WEALHE I 9458 0 A
® 2-60 fLE K4 4.08-5.73-6.22~7.77~8.15~8.80~11.25~
11.47+12.44~13.09~15.57~17.63 ~18.66 ~ 20.85 ~ 26. 65 ~
F0 27.12 +/- 0.2 -
[122] |
6B 111 o7 84S B W B 8 3648 Bt
K O E B -

71



1426073

M&9 &4 111 shécshsg s

BE (257 (4/-0.1)
1677.0
1600. 0
1557.5
1498. 3
1462. 6
1403. 0
1318.4
1272.5
1254. 1
1170. 0
1138.7
1060. 2
966. 7
932. 7
902. 4
855. 5
801.5
785. 8
694. 0
677.9
665. 4
631.7
532. 7
411. 6

[123]

SERAMEFHASAR N RE—SPBRRILEE ] B —
BEA S RAMEE - LREEEMBYE I +/- 5C  WwHE 9
PR o

g4 1V

[124 ]
(IR, 2R)-T-#&-3-[2-(2, 4-— R R H)-2-8K-1-F &
-3-(1H-1, 2, 4-==-1-K) A& | k4 -4CH)-E ey & K &4

72
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IV Bl TGRS ESN X-HEH REH B R4k
BB EEEIVAN-HEHREHBEN A ATE - A EHE
X' B#41& (Philips X' Pert Diffractometer) :RJ4F » %44 %
#E—18 6/20 BB E(0/20 goniometer )~ —4&47 % (Cu tube)
YE R 50 kV & 40 mA [CuKa radiation, A = 1.5419 A)- —
18 3% 3 B 48 (divergence slit) = 1/4° -~ &R B e= 0.04 i
B (Soller slits =0.04 rad) - — @44t # 4% (anti-scatter
slit) =1/4° - — B 2% 4=0.10 £ (receivingslit=0.10
mm) ~ fo— 1Bl ey ¥ dh ey o B E k1% (secondary curved
graphite monochromator) - #3514 4 260 & 2-35 & E WU & >
FER>BR-FHEs Bo&=0.02° BEHEH> KM= 20 -
[125]

TUBREBEBE#H [V BERH -8/ RE4E
B E 10 bR TR MATBRER IR 2-0 R EfHE
MSBERMENTFIME L0 -

& 10 B IVHIBREX- SR RBHEHBZ2-0 M EFHE

BE
FHRENHX-HRH RGN BB AR RaX-A e R R4 WY
-0 g (4+/-0.2) AR ECRE)
3.74 14
4.15 39
7.5 8
8.33 64
9. 61 30
11. 16 60
11. 61 T
12. 49 34
13. 29 84
13. 64 96
14. 41 ol
15. 43 22
15. 74 22
16. 90 42
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AHBRAOX-HENRAKBABY | HHEGX-HEHRAHEY
2-04m % (+/-0.2) BEBRECGRE)
17.7 12
18.25 20
18. 74 51
19. 30 21
20. 43 11
21.78 10
23.20 15
24. 26 24
24.178 57
25.11 100
26. 03 8
® 26. 86 16
27.25 15
28. 00 ) 10
29. 05 7
30. 07 8
30. 91 5
32. 05 5

[126]
PR B & IVERS X-Hah R B ey RA B
2-0 BMERHBHBEHENT MK ILL-

@ LAl ERIEAMBEX EERERNEDZ 2 0 b Ef
BE
FHRBOX-HEDRANBB R RaX-R e KL ® B
-0 g (+/-0.2) ARG

4.15 39

7.9 8

8.33 64

9.61 30
11.16 60
12. 49 34
13.29 84
13. 64 96

{8
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FHBAG-HRBRANEH S F R X-Han KKl
-6 ¥ (+/-0.2) AYEECRE)
14. 41 51
16. 90 42
18. 74 51
24.78 57
25. 11 100

[127] |

— 48 X~ A R G ST — 3 AF B 454 1V 900 2- 0
frE > R 4.15-7.5-8.33~9.61 - 11.16 - 12.49 - 13.29 -
13.64~14.41 - 16.90 - 18.74 ~ 24.78 ~ #v 25. 11 +/- 0.2 <
[128]

AR IV 0% OB AR E 1] 3 845 Z A
A W& 12 4 2 R4 -

Mk 12 &8 1Vahscsbsp st

BAE (2n7) (4/-0.1)
1671. 0
1601. 0
¢ 1557. 5
1503. 3
1462. 7
1404. 1
1319. 8
1274. 4
1254. 9
1210. 2
1139, 1
1102. 1
1062. 2
967. 4
933.5
902. 8
845. 0

(8>
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801.4
782.9
693. 8
677.7
663. 6
630. 2

[129]

ERMERBMAERIN  RE—FBELH IV 24—
BERE M RAGE  LBREDIEMBAE 121 +/- 5C @ i E
12 Frow o

E#YV
[130]

(IR, 2R)-T-&.-3-[2-(2, 4-—s X L )-2-ya K-1-F X
=3-(1H-1, 2, 4-==¢-1-K )R K] £odHh-4BN)-AH & L &4
Vo BlAksh s SToade g H 4% &89 X-4F 800 R4 41 B A w38 4 sk 7
WoREEB VY-SR REHER ZREER AEHNLX
A4 414% (Philips X' Pert Diffractometer) RI4F > %4k R #
Be—148 60/20 R AE(O/260 goniometer )~ — 1848 % (Cu tube)
% RA# 50 kV & 40 mA [CuKa radiation, A = 1.5419 A)-~ —
183k & $: 48 (divergence slit) = 1/4°% ~ gk B #4d= 0.04 34
B (Soller slits =0.04 rad) - — @i 4 # 4 (anti-scatter
slit) =1/4° ~ — A% %% 4=0.10 £ (receivingslit=0.10
mm) > fo— 1Bl K ey dh ey o B E HER (secondary curved
graphite monochromator) - #4544 20 & 2-35 B W% >
B B 4T (step-scan technique) » & 4#= 0. 022 -
BE &= 20 £
[131]

TRBMEE —ERBNEHRVZESEHUG S-SR REHE
o BT ME 13- bR EBI AR GBE % 2-0 BN HE
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o 3 BT FI M & 13

Mz13 ERVOBEX-HEDRGHBH 2 2-0 RHTHRE

BE
R X-SR Kas me FHmaX-Hai ks By
-0 (+/-0.2) AR ECGEIR)
4.17 6]
5.83 12
6.28 ol
7.96 21
8.35 23
11.35 13
11. 66 36
12. 57 59
13. 06 2
13. 34 1
14.11 3
14. 34 7
14.52 4
14. 89 12
15.09 7
15. 95 )
16. 74 14
16. 98 2
17.21 3
17. 49 12
17.91 11
18. 82 25
18.9 27
20. 36 1
21.1 37
21. 47 4
21.79 4
22.27 4
22.88 4
23.86 28
25.3 100
25.95 5
26. 2 3
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FHuHX-HR KAV B HROX-HuinRKas B
2-04aE (+/-0.2) A BRECGEEK)
26. 74 7
27.04 16
27. 44 25
28.43 2
28.98 2
29. 41 6
30.13 - 13
30. 73 1
30. 98 1
31.78 T
32. 36 1
"' 33. 61 2
33.9 1
34. 35 1
34. 62 2

[132]

PR R B Ve X-S o RSB R R A M 2-0
RMEFRHBEHBRERENTFIMK 14 -
Mk 14 SHMVEAHBGOX-HERRBHBHZ 2-0 nEfH

PS Y
AHEGX-HaRKAN BB FHEGX-HERRAH BB
-0 % (+/-0.2) BYBRECRE)
4.17 5
5. 83 12
6. 28 5l
7. 96 21
8.35 23
11. 35 13
11.66 36
12. 57 59
14. 34 7
14. 89 12
15.95 5
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AREGX-HRnRAN B e A RROX-H 80K AN WY
-0 (4/-0.2) AHBRECER)
16. 74 14
17. 49 12
18.9 27
21.1 37
23. 86 28
25.3 100
21.04 16
27.44 25
30.13 13
[133]
® — 48 K-S R G ATE L F — itk B & V e0diB K 26
f% > A 4.17~5.83 6,28~ 7.96~8.35~ 11.35 ~ 1166 -
12.57~14.3414.89~15.95~16.74 - 17.49~18.9~21. 1~ 23.86 -
25.3~27.04 ~ 27.44 ~ 49 30. 13 +/- 0.2 -
[134]
HRBEHY ORI RARBTRHE 14> B EHER
A W& 15 48 2 A3 -
. .
GESEIE T A DY X |
BE (an7) (4/-0.1)
1723. 8
1676. 0
1599. 0
1557. 5
1499. 4
1462. 2
1402. 4
1318. 0
1272. 4
1253. 7
1169.9
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1138. 0
1102. 7
1061.4
967. 2
932.8
902.0
857. 4
801.2
785.9
693. 9
677. 2
665. 1
631.8
533. 4

[135]

ERAMEFHMAERIN LR T BRENLEHV 25— 1@

BAE oy R BEME > HE44 4 108 +/- 5°C > oM B 15 AfoF o
£4VI
[136]

(IR, 2R)-T-&,-3-[2-(2, 4-—FA XA )-2-5 A -1-F &
-3-(1H-1, 2, 4-=-%-1-K) R E ] 22 h-4GH-AN L R &R
VI o B4k » 3T LA 46 by B 4% & 9 X- 4 by R 5 B M 3 - 3bdk

W MRS ATERVIGX-HE I REH B T 5 THEFN
AERERBINTOtN A RE—ELET 5 FEFRE
RBTNTHTEQ)  "E—BRFHA-

[137]

(DE&EBVIHX-HEH RGH BV AR —BERAETEMTEAE

IR EHREXRG-30004 44 (Inel XRG-3000 diffractometer)
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FRpl4F > tEHm—EMA—E120° #4202 RmEMEH (CPS
(Curved Position Sensitive) detector) - & EBRFEH 55
Z 4240 kVA030 mA > B REKRLE 16080 B e ASER > B
B BA TR 2. 0240 6920 oAk ARG A dmBES B E
B35 £,4m% (thin-walled glass capillaries) YR & 4# » &
—BLeaERAE—BEARBEN  ZEAZLAREHRER > TU
BHiERGHRBRL@E 0 A0 o4k A A —188 (silicon)
® BLERRERRE LG -

[138]

(DA—#F*x > R —MEEAC Ka #4 (Cu Ka
radiation) # & ZXRD-6000 X-4t 4% K444k (Shimadzu
XRD-6000 X-ray powder diffractometer) R#EATX-H & K4
4% (XRPD) o#7 » R MHER—BER X EEX-HRE ¥ E
A0 B R 5 4240 kVF30  mA > & B RGBS BB R TS

® 1° B8y B3R A0, 15 K - 4476098 48 A sl Absn PO ML AH 7 35
(Nal scintillation detector) {448 > R —18 6 -2 0 & &%
g5 A1° /548 (1°/min) [0.4 #,70.02° 5% )#FH#2.5240°
09260 © HAGATE 48258 (25 rpm) #YREREY - 547 — B
1R B R ALK EAE M - B3 &M EFo 5 7 #44% A XRD-6100/7000
v. 0.0 RAGKRAE—BREEAENEE S FHRETH -

[139]
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ERMEF Z(DABREINAEHVIEAS X-HEh Kes
B &~ HE 16-sbis TR B E 2-0 M EMHRBERR
T X & 16 408 R4 -
& 16 BB VI X BEX-HBEWARH BB 2-0 M ERHE

BE
EHEAO-HERKRAH BB | AHEAX-HERRANEY
-0 E (4/-0.2) AHBRECRE)
10. 1 20
12.1 26
o 13.3 31
14.5 60
15.0 13
16.0 100
16. 6 32
17.0 14
17.4 29
18.8 12
19.2 12
19.7 15
21. 1 63
22.3 : 45
23.9 12
® . 242 12
24.8 24
25. 7 39
26. 7 23
27.6 39
28. 6 35
28.9 13
29.3 16
29.7 10
30.0 12
30.5 15
30.8 13
31.3 19
33.3 , 9
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AR X-Hai KA BYe FARROX-Has KA ® B
-6 g (+/-0.2) kb 10 -9
33.7 8
34.3 8
35.0 11
35.5 8
36.5 9
36. 7 8
37.4 10
39.5 8

[140]
FRRER & VI BHe) X-Hah KRG B e & A M

2-0 MEAHBRYBREHENT ML LT

& 17T SBVIZX-HERRGHBHORE M 2-0 4B

HRBBRE
ERBON-HARKAHRBEY | AHROX-HenRAN BB
-0 ¥ (+/-0.2) AR EECGRH)
10. 1 20
14.5 60
16. 0 - 100
16.6 32
17.0 14
o 17.4 29
19.7 15
21. 1 63
22.3 45
24.8 24
25.7 39
26.7 23
27.6 39
28. 6 35
28.9 13
29.3 16
30.5 15
30.8 , 13
31.3 19
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[141]

FmBABATEAVI G X-ARh RGe4EE BF 2-0
g #2111 -24.8-F925.74/-0.2 - F —m 5 FBAT &4
Vieg X-Sgir Rt d  BAF 2-0 B an#14.5-16.0
21.1~24.8~ 40 25. T+/-0.2 - B =45 H BAF &4 VI ) X-# 4%
WARGSER BR 2-0 B a4 10.1-14.5416.0~21. 1 »
24.8~#925.14/-0.2 - Fwmaa A B rEH V] &4 X-HRxH KL

® GHigfE > AR 2-0 LB An#10.14/-0.2 -
[142]

f— B K EAR — B ¥/ BIEL L RIFE (Ever-Glomid/far IR
source) ~ — 1B f&E kiR 1t 5 #4% (extended range potassium
bromide (KBr) beamsplitter) ~ o —18 fifb 84 58k = # £ B 64 14
B % (deuterated triglycine sulfate (DTGS) detector) & %
#-1R860® (Magna-1R 860®) 1% 3L f ik 4x sh 4% 5 % A B4R

(Fourier transform infrared (FT-IR) spectrophotometer ) [ %
¥ : Thermo Nicolet] LERAF4rsbsg st - 8 A — 182 R 41 M 4F
(diffuse reflectance accessory) [ ® &% : the Collector™ -
Thermo Spectra-Tech # %] RER4k 348 (spectrum) 4,
FU2 a5 vy (spectral resolution) W& 3| &Y 4745
49 256 18 B fu o AR ARBN—E 13 ZREALAKFER — BB
HRARBRPFHRREHBHA A—BABTHRAKETFHFIFT ZH

(52
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Hm o FERHEBEME L E RF Log 1/R(R= RAD AL -
EARECHRITREAKE -
[143]

HERBEEV] bR BBV HE 1Ta—c 2BFER
2 MKk 18 -

M&x 18 &4 VI shérshsg b3

BE (7)) (4/-0.1)
1607
1555
1468
1400
1361
1316
1280
1218
1165
1102
1014
976
938
760
698

[144]

BERABEFHRERIN > TURE-—SBREINLB V] F—
BIBA 5 e R E{E > BN RAEY 102°CE 108 +/- 5C » M B
18a-c Ao+ o
[145]

w42 VI b7 e g # (Hot stage Microscopic
Analysis) > # & VI 9k Rk AR R B A X HRZABK
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ERABRMEE A—BIERTHRENBEL EA-—BFRXE
163k % (crossed-polarized light) 84 884445 BRI » 45 VI
eefR R ER 100 2 103C> £ HA IM4CHAAFHREE—FH)
%1t -
[146]

A — 18 %2 4£ 3 -F DMLP Za#44% (Leica DMLP microscope) L
&)tk % (Linkam hot stage » #! & : FTIR 600) #4T#r 88
#4% (Hot stage microscopy (HSM)) X A X ZiBik LB EHE K -
BAME SR 4.5 9. IReY 440458 & 8 ta s (SPOT
Insight™ color digital camera) #E#1% > B2 A LR Z
k2512 & (USP melting point standards) Auliik# -

* &H VI ke sk R
[147]

AARITH &R V] oihdrr A ey & 83K (Crystal Data) Fo

# 45l %48t (Data Collection Parameters) €.32 & [ Mk 19] -
HEGey B 2% (positional parameters) Fo g ey 3T42 %
W2 [k 20) st EBeyIE3ymMB E B 7142 (anisotropic
temperature factor coefficients) [ Mtk 21) tEiBeyéearss
(bond distances) [Mt%k 22): st E &894t A 2 (bond angles)
[tk 23) 3t E@ehdnh A Z (torsion angles) [ Mt& 24)

B i BB 84238 Fo A & (hydrogen bond distances and

86
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angles) [ Mm% 25) -
* BBk
[148]

#1:1HTE-KYRBBHRY 8L & EHKS
CooHieC1F2Ns02. H:O 0 32 FA B 45 & X-4 442 4+ (single crystal X-ray
diffraction) R#EZ LML - St B EARH B 0.45x0. 13
0.1 XK MBI QBLA—ERBELL - L —EARELRE
&~ AS KR FE 61 (graphite crystal, incident beam
monochromator ) #wig & &4 (Nonius KappaCCD) i A48 Ka
radiation ( A = 0.710734) » BATR MR EF HIEUE
[149] |

%%ﬁ%ﬁﬁi%éﬁ%&’%“ﬁ;’t (cell constants) f&# &/ NFF
&bk (least-squares refinement) 4% » £3 < @ < 25° &9 &%
Bl AR E AR 6937 R4t M4 2] - # DENZO/SCALEPACK £2 X
153 [Z. Otwinowski #¢ W. Minor > Methods Enzymol. » 276 ~ 307 -
1997 5 R B LR A B 5% ] s et skt (refined
mosaicity) & 1.24° » BT~ RIFH LR LY - A (space
group ) 1% /A #2 X, XPREP[ XPREP #* SHELXTL version 6. 12, Bruker
AXS Inc., Madison, Wisconsin, USA, 2002 ; Z£X&9R % ; BAE
A FRONE  WRGAELEE] REE KA ROERS
h00 h=2n ~ 0k0 k=2n -~ 001 1=2n~ AR E B &SR N FHK > =
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R1BESp3T B P21212 (193%) -
[150]
BFEAABE 150K g EHKK20 £50.1° -
* #4Z 41t (Data Reduction)
[151]

238 6937 Rt ERR - AP HI6HBE —2—-H
DENZO-SMN % & a8k £ &4 [Z. Otwinowski #v W. Minor » Methods
Enzymol. » 276 ~ 307 » 1997]) -

[152]
W% B4 Ao kAR E (Lorentz and polarization
corrections) A 2I## > #M4MKa BHHKHERI AR
(linear absorption coefficient) & 2.3 /2% ER —1EA
SCALEPACK [Z. Otwinowski #= W. Minor » Methods Enzymol.
276~ 307 > 1997]) &9 K B L &y RUCARIE > i 44442 (Transmission
coefficients)&g s B4 0.934 £ 0. 970 4% % % R 4f(equivalent
reflections) #9538 -F3 > AN B EHZL UG —REEF
(agreement factor) =& 14.2% -
* #3& AR AF MM (Structure Solution and

Refinement)
[153]

iZ M SIR2004 [M. C. Burla, R. Caliandro, M. Camalli, B.
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Carrozzini, G. L. Cascarano, L. De Caro, C. Giacovazzo, G.
Pol idori, #v R. Spagna., J Appl. Cryst., 38, 381, 2005,
HPVER RSN B A ] SUEEF R S b AT - KA
ey Z 011 B4ESE (difference Fourier syntheses) #5 %42
BFEM > 8RFEHABRFELREALCTLLEHETLE
HEHRSHGB Mo REMAARAR A SER K NFF (full-matrix
least-squares) :

Sw(|m|—]F]*)°
FEEwhEESL /[ 0°(Fo D+1.9322P) £+ P~(Fo® +2Fc *)/3
[154]

BATE F4IE TR 824, ("International Tables
for Crystallography", Vol. C, Kluwer Academic Publishers,
Utrecht, The Netherlands, 1992, % 4.2.6.8 & 6.1.1.4. » &
P B E BN A SE ) ERHRATER 6 3516 Ret ¥ 0 RAE
2654 R4t A Fo 20 (Fo' ) #AAESER] > HRORAER
L3 293 T# 28t & H (converge) R EME TN —RMEH
F

R=%|FA-F|,/ZF =0.069

R = Vule -2 F Jowlelf ) < 0. 102

[155]
—EEMEFEREINNRERERL 09 ARAHESEL
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BY RS eEnsER0.26 /A &y a@EmeSER-0. 30
e/A’- B Rkt & B # % (absolute structure JH. D. Flack, Acta
Cryst., A39, 876, 1983 AR EZNLRHAEASLE] 4B F
HRZE0.02-
[156]

ekt £ —18 LINUX PC Ei#47 » 4 A SHELX-97 2 X [G. M.
Sheldrick, SHELXL97. A Program for Crystal Structure
Refinement. Univ. of Gottingen, Germany, 1997 ; £ X% ~
BRAEXZAERHF M mui«#m%%%) - 4& A ORTEP [C. K.
Johnson, ORTEPII, Report ORNL-5138, Oak Ridge National
Laboratory, Tennessee, USA, 1976 ERENE - XX ~
B2 X2 AR A& F M 7 sb R B AME B 54 ] Fo Mercuryl Mercury
1.4.1, Cambridge Crystallographic Diffraction Center,
Cambridge, 2005 ; £E2XNE - AEXAZEREZFM » NLEH
AN SE] MAREEE -
[157]

iE X &% UF % # (orthorhombic cell parameters) #u3t
H OB |
a=12.0968(15)A - b = 12.6245(16)A > ¢ = 13.3520(19)A > a=
B= r=90""
V=2039. 1(5)A’ & Z=4 B H €£8=449.85 » %/ ¥ F (g/mol)
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ot EMEERL L AT XA/ F 2 (g/en’) Frig el ekt
LERBEE > wREHER-EA6. 9% B R-1EAE 2 E 6%
B A ART gk 4% [J. Glusker, K. Trueblood,
Crystal Structure Analysis: A Primer, 2" ed.; Oxford
University press: New York, 1985 ; B K Z ey 57N bE A
B %+]-
i i 0 W] Ao A3k 5] (Structure Drawings and Packing) —
® =
[158]
4 VI 89 —18 ORTEP 2B #E-~ M B 19 - BE-m 7 ME 19 49
FHBEMOS—BLEB V] 45 Fho—@KRSTF -
[159]
ME 20 ME 2] - B 22 38R % a b Foc Ll
B 3mBt7| —E 8 - A& V]l ok FX e a4 E
® 4 — B =444 (three-dimensional network) K4 F458 4
w88 g s T4Teyi@E (channels) W (KB 23) - 3ansk 5] B
Bl A K EAA #8 (Mercury modeling software) R &4k » #42
BIAE R ERTZ -
&1 SRVIHELMBEEHBURESH

16 K, CzoH16C1F2Ns0s
ILEXE 449. 85
% fo] B¢ P222(4%. 19)
a, A 12. 0968(15)
b A 12. 6245(16)
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¢ A 13.3520(19)
v, X’ ) 2039.1(5)
A 4
F B ana(>R/ILFAN) 1. 465
gRRa BX 0. 45x0. 13x0. 13
=2E K 150
BZ40EE D) 48 Ka (0. 71073)
B Ak %%
KM RU AR BT 0.234
B A EE A T ®
BHEAF > R KK 0.93, 0.97
Yo 515 Nonius KappaCCD
h k 1 #E -14 to 13:-13 to 15 -15 to
14
2 0 % - deg 6. 10-50. 06
# 58 M > deg 1.24
¢ A #2 KX, SHELXTL
Fooo - 928. 0
i 1/[ o*(Fo ¥)+1. 9322P]
H b P=(FO't2Fc *)/3 B & 6937
B—#IE 3516
R ##(Rina) 0.142
A A5 IR 6 $AR 3516
AN R-BFEHEE Fo »2.00 (Fo )
85 AE D2.00 () 2654
THEZEE 293
REBRAEHZRABLRE 0.00
R(Fo) 0. 069
Rw(Fo ®) 0.102
%1t B4 (goodness of fit) 1.090
B EE Flack 2% " ( 0.0(1))

* Otwinowski Z. & Minor, V. Methods Enzymol. 1997, 276, 307.

® Flack, H. D. Acta Cryst., Sect. A 1983, A39, 876
UERMllzH— X 4N ENLRFEANE B LE -

M&20 SHVIHHESHMRAAIRERE

BF D y z UCA 2)
C1(6) 0.38011(12) 0.06405(10) 0.20395(11) 0.0426(4)
F(122) 0.1484(2) -0.7003(2) -0.0092(2) 0.0421(9)
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F(124)
0(2)
0(1W)
0(121)
NCD)
NC9)
N(14)
N(15)
NC1T)
C(2)
C(3)
C(4)
C(5)
CC6)
CCT)
C(8)
C(10)
C(1D)
€(12)
C(13)
C(16)
C(18)
C(11D)
C(12D)
C(122)
C(123)
C(124)
C(125)
C(126)
H(121)
H(1WL)
H(1W2)

0.2838(3) -1.04231(19)
0.1710(3)  -0.4220(2)
0.5178(3)  -0.6048(3)
0.4677(2)  -0.5746(2)
0.3503(3)  -0.4423(3)
0.4826(3)  -0.3028(3)
0.2910(3)  -0.4375(3)
0.2114(3)  -0.3697(3)
0.3499(3)  -0.2784(3)
0.2617(4)  -0.3816(4)
0.2891(4)  -0.2712(3)
0.2081(4)  -0.2000(4)
0.2348(4)  -0.0974(4)
0.3431(4)  -0.0648(4)
0.4250(4)  -0.1310(4)
0.3984(4)  -0.2358(3)
0.4543(4)  -0.3990(4)
0.3343(4)  -0.5585(3)
0.3568(3)  -0.5985(3)
0.2799(3)  -0.5508(3)
0.2501(4)  -0.2765(3)
0.3719(4)  -0.3820(3)
0.4023(4)  -0.6178(4)
0.3371(3)  -0.7191(3)
0.2358(4)  -0.7645(4)
0.2148(4)  -0.8713(4)
0.3019¢(4)  -0.9365(4)
0.4059(4)  -0.8976(4)
0.4207(4)  -0.7891(3)
0.472(5) -0.597(5)
0.450(6) -0. 606(5)
0.554(6) -0.671(6)

-0. 0623(2)
0.1181(2)
-0. 2666(2)
-0. 0753(2)
0.0691(3)
0.0776(3)
-0. 1488(2)
-0.1160(3)
-0.1897(3)
.1032(3)
.1223(3)
. 1565(3)
.1799(3)
.1691(3)
. 1345(3)
.1100(3)
.0599(3)
. 0555(3)
-0. 0518(3)
-0.1335(3)
-0. 1432(3)
-0.1928(3)
0.1350(3)
-0. 0559(3)
-0. 0344(4)
-0. 0346(3)
-0. 0591(3)
-0. 0816(3)
-0.0799(3)
-0. 140(5)
-0. 305(5)
-0. 281(5)

O OO OO OO OO

0. 0380(9)
0. 0254(9)
0.0177(9)

0.0142(8)

OO OO OO OO OO OO OO OO O OO OO O© o o o

0. 09(2)%*
0. 08(2)*
0. 10(2)*

HEBXY R FhE& QR MM (isotropically) #bk »
U = (1/3)X:Y; Uia'ia“iai. a;
SERVINEHGHDER F4H-U s

ft & 21

. 0164(10)
.0257(12)
.0154(10)
. 0187(10)
. 0247(12)
.0183(14)
.0200(12)
. 0297(15)
. 0310(15)
. 0267(14)
. 0267(15)
.0207(12)
. 0240(15)
L0177(12)
.0137(10)
. 0147(12)
.0207(14)
.0220(14)
. 0287(15)
.0147(10)
.0230(14)
. 0280(15)
. 0243(15)
. 0240(15)
.0167(12)

4

ucL, 1

U(2, 2)

U(3, 3)

U(l1, 2)

U(1, 3)

U(2, 3)

C1(6)

0.0667(10
)

0.0160(6)

0. 0452(8)

0.0063(7)

-0.0101(7
)

-0. 0137(6
)

F(122

0.0162(15

0.0290(17

0. 081(2)

0.0003(14

0.0181(15

0.0111(15
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) ) ) ) ) )

F(124 | 0.065(2) | 0.0081(14 | 0.0408(17 | -0.0112(1 | -0.0032(1 | 0.0013(12
) ) ) 4) 6) )

0(2) |0.0259(19 | 0.0216(18 | 0.0286(19 | 0.0062(16 | 0. 0115(15 | 0.0013(15
) ) ) ) ) )

0(1W) |0.0132(17 | 0.0184(18 | 0.0216(19 | 0.0062(15 | 0. 0012(14 | -0. 0012(1
) ) ) ) ) 4)

0(121 | 0.0086(15 | 0.0142(16 | 0.0197(18 | -0. 0045(1 | 0. 0019(13 | -0. 0024(1
) ) ) ) 4) ) 4)

N(1) |0.0129(19 | 0.0162(19 | 0.020(2) | 0.0030(19 | 0.0018(16 | -0.0032(1
) ) ) ) 7)

N(9) 0.022(2) | 0.015(2) | 0.040(3) | 0.0064(19 | -0.0055(1 | -0. 0124(1
) 9) 8)

N(14) |0.0161(19 | 0.0140(19 | 0.016(2) | 0.0026(19 | 0. 0006(16 | 0. 0007(17
) ) ) ) )

N(15) | 0.019(2) | 0.016(2) | 0.021(2) | 0.0089(18 | -0.0013(1 | -0. 0018(1
) 7) 6)

NC17) | 0.022(2) | 0.013(2) | 0.039(3) |-0.0065(1 | -0.001(2) | 0.0042(18
9) )

C(2) 0.013(3) | 0.028(3) | 0.014(2) | 0.007(2) |0.0034(19 | -0.001(2)

)

C(3 0.028(3) | 0.017(2) | 0.015(2) | 0.008(2) | -0.005(2) | -0.0020(1
9)

C(4) 0.038(3) | 0.025(3) | 0.026(3) | 0.010(3) | 0.012¢2) | 0.002(2)

C(5) 0.047(3) | 0.018(3) | 0.028(3) | 0.017(3) | 0.009(3) | -0.001(2)

C(6) 0.040(3) | 0.016(2) | 0.024(3) | 0.008(3) | -0.004(2) | -0.009(2)

(D 0.033(3) | 0.021(3) | 0.026(3) | 0.000(2) |-0.011(2) [ -0.007(2)

C(8) 0.026(3) | 0.018(2) | 0.018(2) | 0.005(2) [ -0.005(2) | -0.006(2)

C(10) | 0.020(3) | 0.023(3) | 0.029(3) | 0.014(2) | -0.001(2) [ -0.005(2)

C(11) | 0.020(2) | 0.012(2) | 0.021(3) | 0.001(2) | 0.002(2) | 0.000(2)

C(12) | 0.010(2) | 0.012(2) | 0.019(2) | 0.0033(19 | 0.0014(19 | 0.0011(18
. ) ) )

C(13) | 0.016(2) | 0.005(2) | 0.023(3) | 0.000(2) | 0.001(2) | 0.0005(19
)

C(16) | 0.030(3) | 0.005(2) | 0.027(3) | 0.003(2) | -0.005(2) | -0.001(2)

C(18) | 0.015(2) | 0.024(3) | 0.027(3) | -0.002(2) | 0.002(2) | 0.007(2)

C(111 | 0.042(3) | 0.027(3) | 0.017(3) | 0.003(3) | 0.002(2) | 0.002(2)

)

C(121 | 0.013(2) | 0.015(2) | 0.016(2) | -0.003(2) | -0.0034(1 | -0.0021(1
) 9) 9)

C(122 | 0.011(2) | 0.025(3) | 0.033(3) | 0.001(2) | 0.006(2) | 0.004(2)

)
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C(123 | 0.027(3) | 0.022(3) | 0.035(3) | -0.017(3) | -0.002(2) | 0.010(2)
)
c(124
; 0.038(3) | 0.013(3) | 0.022¢3) | -0.006¢3) | -0.009¢(2) | 0. 000¢2)
5(125 0.036(3) | 0.018¢3) | 0.018¢3) | 0.008¢2) | -0.003¢2) | -0. 003¢2)
CAZ6 1 o 0152) | 0.021¢3) | 0.0142) | 0.00ac2) | 7000021 | -0.0050C1
) 9 9
ST Y LS

exp[-27 h’a®U(1,1) + k*b?U(2, 2) + 1°c?0(3, 3) + 2hka'b'U(1, 2)
+ 2hla’c’U(1, 3) + 2k1b'c’U(2,3)] » £Fa’ ~ b’ ~ #o c*;%fédé%*%’%“

2 (reciprocal lattice cohstants) °

M&22 &aEVIehsesEmgE (38)

BTl B F2 96 3 B F1 BF2 3B &k
Clé C6 1. 750(5) C6 C7 1. 376(6)
F122 €122 1. 374(5) % C8 1. 400(6)
F124 C124 1. 354(5) C7 H7 0. 950
02 C2 1.226(5) C10 H10 0. 950
o1W H1W1 0.96(7) Cl1 Cl11 1.538(6)
O1W H1W2 0.96(7) Cl1 C12 1. 544(6)
0121 C12 1.410(5) Cl1 H11 1. 000
0121 H121 0.91(6) C12 C121 1.541(6)
N1 C10 1.378(5) C12 C13 1.554(6)
N1 C2 1.393(5) C13 H13A 0. 990
N1 Cll 1. 490(5) C13 H13B 0. 990
N9 C10 1.283(5)°| C16 H16 0. 950
N9 8 1. 393(5) C18 H18 0. 950
N14 C18 1.340(5) Cl11 H11A 0. 980
N14 N15 1.361(5) Cl11 H11B 0. 980
N14 C13 1.451(5) Cl11 H11C 0. 980
N15 Cl16 1.317(5) c121 C126 1. 381(6)
N17 C18 1. 335(5) C121 C122 1. 383(6)
N17 C16 1.357(6) C122 C123 1. 371(6)
C2 C3 1. 456(6) C123 C124 1.376(7)
3 C8 1. 406(7) C123 H123 0. 950
3 c4 1. 406(6) C124 C125 1. 383(7)
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C4 C5 1.371(6) C125 C126 1. 382(6)
C4 H4 0. 950 C125 H125 0. 950
C5 C6 1.381(7) C126 H126 0. 950
Cd H5 0.950 -- - --
HANOBF SR BT RRGBEME -
k23 ##MVIehszaE (K)
BTl BRF2 RT3 AR BTl B¥2 | BRF3 AR
H1W1 01w H1W2 105(5) 0121 C12 C11 107.7(3)
C12 0121 0121 102(4) C121 C12 C11 109.2(3)
C10 N1 C2 120.8(3) | 0121 C12 C13 109. 3(3)
C10 N1 1 119.9(4) | Cl21 C12 C13 105. 4(3)
. C2 N1 €11 118.8(3) 1 (i1 C12 C13 114.7(3)
C10 N9 C8 115. 9(4) N14 Cl13 C12 115.2(3)
C18 N14 NI5 | 109.2(3) N14 Cl13 H13A 108. 50
C18 N14 C13 |130.2(4)} CI2 C13 H13A 108. 50
N15 N14 C13  [120.7(3) N14 C13 H13B 108. 50
C16 N15 N14 |102.8(3)} Cl12 C13 H13B 108. 50
C18 N17 Cl6 |102.1(4) | HI13A C13 H13B 107. 50
02 C2 N1 120. 8(4) N15 Cl16 N17 115. 2(4)
02 C2 C3 124.9(4) N15 Cl16 H16 122. 40
N1 C2 C3 114.2(4) N17 C16 H16 122. 40
C8 C3 C4 119.4(4) | NI7 C18 N14 110. 7(4)
C8 C3 C2 119.9(4) | N17 CI8 H18 124.70
‘ C4 C3 C2 120.7(4) | N14 C18 H18 124.70
C5 C4 C3 120.9(5) | Cl1 C111 H11A 109. 50
C5 C4 H4 119. 50 Cl1 Cl11 H11B 109. 50
C3 C4 H4 119. 50 H11A C111 H11B 109. 50
C4 C5 C6 118.8(5) ] Cl1 Cl111 H11C 109. 50
C4 C5 H5 120. 60 H11A Cl11 H11C 109. 50
C6 C5 H5 120. 60 H11B C111 H11C 109. 50
C7 C6 C5 122.5(4) | Cl26 C121 C122 | 115.6(4)
C7 C6 C16 118.0(4) } Ci26 €121 Cl12 121. 8(4)
C5 C6 Cl6 119.4(4) | C122 C121 Cl2 122.6(4)
C6 CT C8 119.1(4) | C123 C122 F122 | 116.0(4)
C6 C7 H7 120. 40 C123 C122 C121 | 124.8(4)
C8 C7 H7 120. 40 F122 C122 C121 | 119.2(4)
N9 C8 C7 118.6(4) | Ci22 C123 C124 |116.6(4)
N9 C8 C3 122.1(4) | C122 C123 H123 121.70
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C7 C8 C3 119.3(4) | Cl24 C123 H123 121.70
N9 C10 N1 127.1(4) | FI124 C124 C123 | 118.3(4)
N9 C10 H10 116. 40 F124 C124 C125 |[119.3(4)
N1 C10 H10 116. 40 C123 C124 C125 |122.4(4)
N1 Cl1 Ci1l [109.0(3)| CI126 C125 C124 | 117.8(4)
N1 Cl11 C12 114.4(3) | C126 C125 H125 121.10
C111 Cl1 C12 112.8(3) | Cl124 C125 H125 121.10
N1 Cl1 H11 106. 70 C121 C126 C125 |122.9(4)
C111 C11 H11 106. 70 C121 C126 H126 118. 50
C12 C11 H11 106. 70 C125 C126 H126 118.50
0121 C12 C121 | 110.5(3)

ERRNRFLE IO EIIREBEE -

® MEk24 SHAVIiwmaaE (K)
BF1 B F2 BF3 B F4 AR
C(10) N(1) C(2) 0(2) -174.81 ( 0.39)
c(10) N(1) C(2) C(3) 2.77 ( 0.57)
c(1) N(1) C(2) 0(2) -2.80 ( 0.60)
c(n) N(1) C(2) C(3) 174.78 ( 0.35)
C(2) N(1) c(10) N(9) -1.77 ( 0.69)
c(11) N(1) c(10) N(9) ~173.69 ( 0.42)
C(2) N(1) c(11) c(12) 121.76 ( 0.42)
C(2) N(1) c(al) | cain) | -110.99 € 0.43)
c(10) N(1) c(11) c(12) -66.15 ( 0.51)

@ c(10) N(1) c(11) C(111) 61.10 C 0.50)
C(10) N(9) C(8) C(3) -0.18 ( 0.61)
C(10) N(9) C(8) c(m 177.40 ( 0.39)
C(8®) N(9) c(10) N(1) 0.30 ( 0.66)
C(13) N(14) N(15) c(16) | -179.88 ( 0.34)
C(18) N(14) N(15) C(16) 0.23 ( 0.44)
N(15) N(14) C(13) C(12) | -106.76 ( 0.39)
C(18) N(14) C(13) C(12) 73.10 ( 0.49)
N(15) N(14) C(18) N(1T) 0.70 ( 0.46)
C(13) N(14) C(18) N(17) | -179.17 ( 0.36)
N(14) N(15) C(16) N(17) -1.11 ( 0.49)
C(18) N(17) C(16) N(15) 1.51 ( 0.51)
C(16) N(17) C(18) N(14) -1.27 ( 0.46)
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0(2) C(2) C(3) C(4) -2.88 ( 0.65)
0(2) C(2) C(3 C(8) 174.82 ( 0.39)
N(1) C(2 C(3) C(4) 179.65 ( 0.38)
N(1) C(2) C(3) C(8) -2.64 ( 0.56)
C(2) C(3 C4) C(5) 176.35 ( 0.39)
C(8) C(3) C(4) C(5) -1.36 ( 0.61)
C(2) C(3) C(8) N(9) 1.44 ( 0.61)
C(2) C(3 C(8) C(D -176.12 ( 0. 38)
C4) C(3) C(8) N(9) 179.18 ( 0.39)
C(4) C(3) C(8) (D 1.62 ( 0.59)
C(3) C(4) C(5) C(6) 0.13 ( 0.63)
C(4) C(5) C(6)  CI(6) -177.11 ( 0. 32)
C(4) C(5) C(6) C(7) 0.87 ( 0.64)
C1(6) C(6) C(7) C(8) 177.41 ( 0. 32)
C(5) C(6) C(T) C(8) -0.59 ( 0.64)
C(6) C(T) C(8) N(9) -178.31 ( 0.38)
C(6) C(T) C(8) C(3) -0.67 ( 0.60)
N(1) C(11) C(12) 0(121) 60.12 ( 0.44)
N(1) C(11) C(12) C(13) -61.82 ( 0.47)
N(1) C(11) C(12) C(121) | -179.83 ( 0.35)
C(111) C(11) C(12) 0(121) -65.16 ( 0.42)
C(111) C(11) C(12) C(13) 172.90 ( 0.34)
C(111) C(11) C(12) C(121) 54.88 ( 0.44)
0(121) C(12) C(13) N(14) -56.58 ( 0.41)
C(11) C(12) C(13) N(14) 64.51 ( 0.43)
C(121) C(12) C(13) N(14) -175.33 ( 0.31)
0(121) C(12) cazl) [ C(22) 178.91 ( 0.39)
0(121) C(12) C(121) C(126) -0.02 ( 0.76)
C(11) C(12) C(121) C(122) 60.61 ( 0.52)
C(11) C(12) C(121) C(126) | -118.32 ( 0.42)
C(13) C(12) C(121) C(122) -63.16 ( 0.50)
C(13) C(12) C(121) C(126) 117.91 ( 0.40)
C(12) C(121) C(122) F(122) 0.62 ( 0.68)
C(12) C(121) C(122) C(123) | -178.33 ( 0.43)
C(126) €c(21) C(122) F(122) 179.61 ( 0.39)
C(126) cazi) C(122) C(123) 0.66 C 0.71)
C(12) C(121) C(126) C(125) 178.31 ( 0.38)
C(122) C(121) C(126) C(125) -0.69 ( 0.63)
F(122) C(122) C(123) C(124) | -179.60 ( 0.38)
C(121) C(122) C(123) C(124) -0.62 ( 0.72)
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-178.55 ( 0.39)
0.59 ( 0.63)
178.50 ( 0.36)
-0.64 ( 0.61)
0.70 € 0.62)

C(124)
C(124)
C(125)
C(125)
C(126)

F(124)
C(125)
C(126)
C(126)
C(121)

C(122)
C(122)
F(124)
C(123)
C(124)

C(123)
C(123)
C(124)
C(124)
C(125)

M&20 SEHVIe) RsEERNAR

D

H

A

D-H

A-H

D-A

D-H-A

0(121)

H(121)

0(1W)

0.91(7)

1. 78(7)

2.653(5)

159(6)

o(1w)

H(1W1)

0(2)

0.97(7)

1.82(7)

2. 775(6)

168(6)

0(1W)

H(1W2)

N(17)

0.96(7)

1.83(7)

2.776(7)

167(7)

L3 E:8 X

[160]

A —EEEABEXG T AEAGE MR ER AR
e — B E MR EB A BB Z R, ZR)-T-R
—-3-[2-(2, 4-— R EHK)-2-# % -1-F #A3-(1H-1, 2, 4- == -1-%)
F L] vhokek-4(3H)-BR 2 2474k 3 4 & % A4 (crystalline
polymorphs) I ~II~III~IV~V~ KRVI > K—1B&EH L T2
BB REATEY S AR —BEB LR LEHBLERI -8
IV REHVIES T BASHANEL > ALEBVIZRINE
e o AEALEINOASLRRABY RIS HELKAKE
A o E— BRI ARG BB XS P BLERERMOTE
o] — B &b 9 & R AT - [IT~IV~V~ RVl £2V8%E=E
ey B - RRFARBIIE Lyt H A X o272 G5
Bl o A—EREAGLBBRG Y SR BB AR A ET—

B eh s REFEI~TI~TII~TVV VI FZLI%EZLLE
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W AEVINEZLLE  ARELAY - AN —EARELN
BREEXp T SLERERYD LS EM—AFEREHR] -
[II~IV-V VI R EHBA—BYESLALE > 47 8%
£99.99%F =tk - FEANL AAMOLE ST RAAL M
BEHBER—EYEELALE  HAFINE.9MEF - BA L
BERe ARha AAMBAHGRERBUN—EXEZLS
A& HF5%E.9%EEL - REZRERY ARMELTES
@ i AKGmEREA—ENEELARE  HFITHED. 9%
T o £AEEABBAF T o LHBVIATERN LRYZFH S
[161]
ANLReRETERL ETHEIORE,
("pharmaceutically acceptable carrier" ) 44354F4 i 34 ot
Rigiey@mmz Ne B B8 E A BN Ao 58 AT AE 8 i
WM s B s A RBREELBERELTHER
B RBZEH LEMHER - MAA (excipients) ~ BFH -
@ ~ #8h B (adjuvants) ~ B # (vehicles) ~HK#E AR &K
(delivery systems) -~ U4ib#| ~ 5 #2# (disintegrants) -~ &
de#| (absorbants) ~ %K # (adsorbents) ~ /& &l
(preservatives) ~ k@& & - % &% (colorants) -~ &%
# (flavorants) -~ #4bt#& (emollients) -~ &1 A - ERdx{E A
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gn ) (pH modifiers) -~ iB4t#® (thickeners) -~ #kk# (water
softening agents) ~ ;& # (humectants) ~ & #} ( fragrances) -
& # (stabilizers) -~ #A%Z# (conditioning agents) -
4% (chelating agents) -~ H=k# (sweeteners) -~ 3 i)
(propellants) -~ $ué##| (anticaking agents) - 3% #8 %
(viscosity increasing agents) -~ ¥ #| (solubilizers) -
T A ho ik B (plasticizers) ~ %i% fw3& % (penetration
enhancing agents) ~ B4 #| (glidants) ~ B s %] (film forming
agents) ~ #3E®H (fillers) -~ &% # (coating agents) -
4% (binders) ~ ¥ &1t # (antioxidants) ~ #4t# (stiffening
agents) ~ HA# (wetting agents) i ik oy IEMTIRAE
[162]

RERBOBBTUNEE—F O —BARE S NN EE
SR AEA (filler) ~ HBEA - LB EAB G WA
At o
[163]

LR FF A e g T A8 M 22 (Biocompatible carriers)
BAe—BRIERERET R IREMET E FIRE B ARk
AR EAEREm - THROER L RELEBER LT NRE
Mo EECMBELTERER -

[164]
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—iE AR MABRBOME  ERBRITH ELIEHE

Csugar) ~ B~ i £ R B 4744 - B#H ey % E 3418 (powered
tragacanth) ~ 4 ¥ (malt) ~ &8 (gelatin) ~ F &4 (talc) ~
% fla 8% (stearic acid) -~ #& A58 4% (magnesium stearate) -
BRBs4%5 (calcium sulfate) A HE¥a (vegetable oils) ~ %7
B%Z (polyols) ~ % At (alginic acid) ~ & ##% K (pyrogen-free
water) -~ £%Z R AR HB/K (isotonic saline) -~ &k ® 4% #i%
7% (phosphate buffer solutions) -~ #p-Fk (2B &A% (cocoa
butter (suppository base)) ~ JiLBIFnHtbB A LB Y HE
FHERAABMYE o BRBE F G B E o+ IR RN
(sodium lauryl sulfate) > B & & ~ 55k E ~ RAHE -~ Fols
J& BT RE R, -

[165] |

1E4T &M~ - ﬁ%ﬁié@ﬁﬁ‘%%ﬁﬂ'u)ﬁ R BTy SRR AT ER

At b BB EHERE LT HOBE - BAE -
Fo M RBH A E R B > Hlon &N TH L35 [The Merck
Index)] - #13kk (Budavari % A, Eds., Merck & Co., Inc.,
Rahway, N.J. (2001)) : CTFA (ftskdt ~ BIAER & ~ RFE KB T)
[ Cosmetic, Toiletry, and Fragrance Association])] B4tk
A moirit 2 FM [International Cosmetic Ingredient
Dictionary and Handbook)] #1042 (2004) ; A & rKE—%l}iﬁkLh\
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#5315 [ “Inactive Ingredient Guide” ] » (£ H ¥4k 2tk
B/ (U.S. Food and Drug Administration (FDA)) #4p:% &
MAFCEEMAE > @ik
http://www. accessdata. fda. gov/scripts/cder/iig/index. cfm
R ABNRFAEASE) - i KERh A RHER
RRELTHIOBBE - R - PHERH I - AR 4H
REBK -~ B KA (Ringer' s solution) ~ N#EEER - EHLE
#% (Hank’s solution) ~ A=—%F X 7 (DMSO (Dimethyl
Sulfoxide)) -
[166]

BRI RBEETMRS > B A REH Fotb %58 — 4% >
BAh—BRER DI BEARENBREHHEY > #o TisH28
3% Hoft 5 % 8k [Goodman and Gillman'_s: The Pharmacological

Bases of Therapeutics, 8th Ed., Gilman % A Eds. Pergamon
Press (1990)) ~fo T ZeRtg & |42 ; %18k [Remington’ s

Pharmaceutical Sciences, 18th Ed., Mack Publishing Co.,
Easton, Pa. (1990))] —H %Wt RN B 24 o
[167]

WAET AL 4 0 484 > #9420, 1%299. 99999% £ & tb &y i A
sbZ B E 4 R o
[168]
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BHREMBELGERYT AR ORRE A ERY 0 LR AT
e O RARDTRKUTENX » s28 - BEA - 8BE - 25t
B~ BRRBIFR WK o B - 26 (cachets) ~ Ha
SR X~ RETME—RER ity O RER BA -

[169] |

—EERERBTUR—HERESZHWE » TUREHEHER -
sGon Al BE R - WA (lubricants) ~ BFH - 6% ~ X

&e #) i $c# (tablet disintegration agents) ; B3 AR —
EE B R R - HARARER > RBTUAR a8k E
B SLEMALSYRES A o LB T 0 BFHIACESHT UG
FLHEEALEAROMEZRBRS  EERRBRARAMALNHK
Ik o B 0 BB A IB R ] 645 ¢ A - A B
B~ n BB RB (pectln) #kE (dextrin) ~ Bk
B (gelatin)~ R ES#HB - F A 44 % (nethyl cellulose)
# P Auk# %49 (sodium carboxymethylcellulose) -~ X B/ H
¥R g 4% (hydroxypropyl methylcellulose) ~#&EXTCHKFHR
BeF - REARKGYE T BB ity —BREEE -
BR-Fib ~ REEMY -

[170]
Fl b sLIR 7388 30 A B A T AR AR ~ & 1 (cream) -

%] (lotion) ~ % ;%4 ~ L% (emulsion) > *& & # (aerosol) »
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# F# (ointment) -~ &K% (foam) ~ FE#F (mousse) -~ %
# (shampoo) -~ 35 ¥4 (nail lacquer) ~# ¥ H &5 (nail
product) -~ Ki#E M & & (vaginal product) ~H@ad4 - & %
RPf st 4EAT E4b By 3R A BB R - X RAToh R € R B e)Fo 1L
dhehibmamty 0 IERBIERE (balns) @ LIS ER
FRAZHEN ZE—F > AEATRMEA —EAH/ESREAE
LRI AE—ME AT R FROBREZEZIRABRTH LE
® — 18/ 3R F (pledget) ~ —@#F (pad) ~FoH@as - sbsh >
ARAEE-FERANEEL I G ZAET — BT AR —
BRI EE FAHRSRARMZE—RIEEM -
[171]

AnAIEAEKF ¥ TRZER LA (Emulsions) —Hl4K &
i (oil—in—wafer) Kbk (water-in-oil) &% > fv— @4
B (BALERRHE) @  RRVETBEARSGZA ~ Fo/ R85 B X HE
BT REE R PR ARG B R R MR IR HABE R F X )
[172]

ERENHEE Y LEHEMSHE (occlusive therapy) =T
ReR A A—E&ILH M EA R B8 B BT I3 fu bR 4 1l ¢
fbethfo P B Aog R - BY  BRA—BRLHER (£
BOFREN) BARRXKTHER  BAFRXRFTAHH
MG REF > fok BlAREL 0 BE R BAK - BB T T RHE
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Mo BAFTRERAREBBHERELHEG S LEqH (BFED
8) RATRARSEHMAMERE —BAEBRETE FRENFT
EMH R R - |
[173]
THREAEAEARYMARNBSMARBOMEA LT 2K
Bk KERBHE > v -BBT - RGHRTREH > Ho
BEREEMH - ThAERPBAARMAFTREMETHREALHEL
® % 44 (carboxy vinyl polymers) » ku# X3 ¥4
( carboxypolymethylene) - —4E3E 48 &4k 40 d & Carbopol #
& 4 2 % A4 (Noveon Inc., Cleveland, OH/. 3) # i ) » Carbopol®
BAOMRSHTE - XBEMEE (acrylic acid) AX#@ R
44 » Carbopol’#y 4 % 44 "(Carbopol® homopolymers) & &
Be gk % A4 (allyl sucrose) i@ k% /% w82
(allylpentaerythritol ) #8 & X B (crosslinked) @k °
Carbopol” £ % 44 (Carbopol® copolymers) & & M 69 R &4
B Eat(CoCo) R ARMHBBEH  BRHAAST RwOEEH -
[174]
HS@RBmE eBe E 1RO RE6Y > o Th a8
B (gum arabic) ~ ¥ ExAE (gum tragacanth) -~ MR EB
(locust bean gum) ~ AFZA (guar gum) ~ ®&B (xanthan
gum) ~ &&#FB (cellulose gum) ~ FA&4eF - BA LA
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k- BEARRGYF  PRARNATRALSE S -
BRK*
[175] '
£ LB R ERBBAG Y AEAGEMAE—BHILIEY

— 186 FAo/ R BH A RBE R E RERAGF K %R
— B BB EEN A BB EZI A EAEZRE K]~ 1T~ 111~
IV~V~VIg(R, 2R)-T-8-3-[2-(2, 4-— & K )-2-F X-1-F
#-3-(1H-1,2,4-=4-1-K )R K] ~EkHh-43H)-8 - K —E %
BlET ey BRaEimEdY - £— B4 ERA LB H P
BREF ELSERAEM—BA&FEZLER]II-TIIIVV - &
VI &5 275 85"/§gtbé’3%)‘“ HKARBIIE Lyt o W E
A X BRAEFMAGER S ZEVINESLAHLER EIER - £—
Bk B RABB AP P > REZLEMHI T TIT-IV-V RVI
TUAJE R A — 186G F Ao/ R TARS B SLEE 69 & v K% (Chagas
Disease) Fik > LA FHBEAETH —BEA KR EZ KKEF
& & X e(IR, 2R)-T-R-3-[2-(2, 4-— R X A)-2- &-1-F 4
-3-(1H-1,2,4-==¢-1-K) R K] 2o h-4CGD-FAR L BHRL
T  AEFH @ SRERII] - BBV XEHRVIEANEYR

FiET zﬁ—-%%‘l‘%#%m/-\ﬁ"ii e ﬁaéﬁ%VI%%%%ﬁ!%&
B o AEALTUERA — @&iy@%mwﬂzAﬁ A B b
R 2GR Tk - ]
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[176]
A BEREAB T > KREAZELBTETURELER AR
HHE - ERER RASMREE - RFELR - 5 —EAERE
REXp - KiskyEarEEmAR 2R)-T-8-3-[2-(2, 4-=A X
A)-2-5 3 -1-F4-3-(1H-1,2,4-==¢-1-F )@ ] vFodo)
~A3H)-ER ey & S A KT ~ 1~ I~ IV~ Vs &VIegfe—18 ~ & —
BER L THEIOBREIASTEY A GBI/ RTE A R
@  LimammRMEE KAL) LTS
) & A KR e
[177]

AERBAREXG T - REREA AR T A FEB A8
B BHNRFLEANARAGHLES LOBREMREY - A8 A
SRR GBAENBEEL CA%E - 4KE (molds) -~ Fo
RAAGBE KA RM B & —F A5G R T A & RS

( Trypanosoma cruzi) 3R % -
[178]

BB TRER - BERERAELEGTH > GBI TH
0 4% L 9Pk (P ovale) P oviculare » B EKpEE
w8 (M furfur) ~#WIEKEA (C neoformans) ~ RIK&
%#B B (S prolificans) ~ ¥ nRITF#K#B (S schenkii) ,
Lk &k k@@ (Epidermophyton floccosum) ~ K-IN¥ B #
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(Microsporum canis) ~ 2% 8B (Candida sp.) ~%B&BB
( Trichophyton sp. ) #o g A$EH -
[179] |

SHABFTERFTR -EEBRIMBZLEYTH » %HEAUTH
$a 645 A% E /B (Candidasp. ) &# ik wa & rzkE (C
albicans) -~ C krusei ~C, glabrata- C. guillermondii - C.
parapsilosis ~ C. tropicalis > #e ey 4RI -

[180]

RRABTYRER - EIFEMRNELYTH > 4EQUTEH
Bo ZREABSHANK &P BA (T rubrum) ~ %
BERA (T mentagrophyt;es) ~éamy (T tonsurans) -~
e¥mih (I violaceum) > o EFIHRERIKE -

[181]

SRATERER - EFARABLEGEH  HHER
(Aspergillus sp. ) -

[182]

AR FPRER 2IFBRPNBLEGEH 4B UTRHE
63 w8 (A flavus) ~124%9@ (A fumigatus) ~ ﬂ%%
(A. niger) > A RSRE -

[183]
WBARFERAZF k> LT RERBEHROR T EK » B
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KEERYORHE  BSRME&LZE £ (seborrheic dermatitis) ~
FEI B8 8 (Pltyrosporum) Bk % ~ jE 3E# (tinea versicolor) -
R & (tineapedis) ~ AX [E B2 A%# (tinea cruris) ~ 4% (tinea
corporis) ~ & FA&z#% (cutaneous candidiasis) ~ F&H#
% (onychomycosis) -~ foid skt Rb %% - RTCE R R B
o BB —ERAMAEYRIREAARY TR RS EHRR Bk —
OB LAATANTREA -

[184]

B ARAIFERBABBAERNTE > HIURVES
Ak wBKEE FE (Pityrosporum ovale) #o % 3%
(Pityriasis versicolor) -

[185]

HEF @ AaRDEHN GRS ELZBE (dermatophytes)

Bf/ REHEABBABENAK -
i
[186]

£ A5 —BRERBEXG T KA ERYT Ui F7 s
a BB R AGHER 0 Sk G R My R B R Rk R Y
BR - AB—F @ FAMMAZRERMTUEL BRI LFEE
TEE—RERAToO BRI R ER BBV ERO Ny —HE
A G AR E Ao/ B RS - BRI sbRAF R LA ey — 1B %
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Bl EBMRSTANAREARBARY T » AR ECFILER
TCXLIEY CEEEX LA E RN RE LR PECE T
B AR o R IE Ao 6 B B AN AL ST Lo sb R PR K 2 I A8 A —
e > AEXMBRAL—ERA > L HE)FFREHHITHE -
[187]

A —F & Al@rmEHmedR, 2R)-T-8-3-[2-(2, 4 =& X
£)-2-f R -1-9F 4 -3-(1H-1, 2, 4-=o¢-1- K )R] ~Eodoh
~4(BD)-FAL S T A D B E] A F SR AR AR A b3
ey SH e O SRR UM E MR A TR
skedt (imidazoles) - # % 8% (allylamines) ~ == (triazoles) ~
B ke A B34 B (glucan synthase inhibitors) ~ %%

(chitin) & mABg¥r#I & - £ (polyenes) ~ Rwf%E
(griseofulvin) -~ B#474 4 (morpholine derivatives) -
=% (triazines) -~ *¥9€ (pyrimidines) -~ {EfJHALHLhE 4
# (azole) ~ EM@BH LTHIHERXITAY  URKLRS
o RERABAF RN —RERAM o M A DB > Bik—
FHAERATAFERFXK

[188]

A—EEAABEXS T SLEERMEMERGESR
UAUFRE%E ¢ TR B 2F (amorolfine) ~ A% % (amphotericinB) -
£ ®EH % (bacitracin) ~ fALFR = FJ)E4% (benzalkonium
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chloride) + & ft¥X4&# % (benzethonium chloride) - & # AF 44
(bifonazole) ~ B4 8F % (butenafine) ~ & B =4

T

(butoconazole) ~ #% £ (chloroxine) ~ ®& /%
(cilofungin) ~ & ¥:i& (chlordantoin) ~ & W3R %
(chlortetracycline) ~ &%, 2B &% (ciclopirox) ~ #LakiEs &
(clindamycin) ~ %8 % (clioginol )~ & =354
(clotrimazole) ~ 5 B #¢ (econazole)~ % %tk (elubiol )~
() k58 3+% (faeriefungin) > &4 5] (fezatione) ~ FE #
( fluconazole) -~ & Jo"FE gflucytosine) “MEAERBE
(fungimycin) ~ {24 % (gentamicin) >~ B HF# %
(griseofulvin) ~ @AM E KX (haloprogin) ~ T E ¥
(hexylresorcinol ) ~ &3 B #99¢ (itraconazole) > % 3t
(ketoconazole ) ~ ¥ & fifb X4%4> % (methylbenzethonium
chloride) ~ % B # (miconazole) ~ eE3 B# (mupirocin) ~
® AR5 (naftifine) ~ B<T# % (nikkomycin Z)~ B#7:EIT
(nystatin) » l—iﬁ,i}‘i (l-ofloxacin) ~ & Bt #o |
(oxiconazole)~ & W3R & (oxytetracycline )~ & (phenol )
% &&# % B (polymyxin B) ~'"tb"/”ijt[3, 4-e]-1,2,4-=°%
(pyrido(3, 4-e]-1, 2, 4-triazine)~ =t"& B2 (pyrrolnitrin) -
9 48 4%1b 44 (quaternary ammonium compounds ) ~ 7K#5 &

(salicylic acid) ~ 7B % (saperconazole) ~ & g o
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(sulconazole) ~ X#tid (tea tree oil )~ HE M H
(terbinafine) ~ 4% g% (terconazole) ~ Wi %
(tetracyclines) ~ "€ A& (thiabendazole) ~ # 3%, 187

(ticlatone) ~ # E ¢ (tioconazole) ~ ##f4% (tolnaftate) ~

Z B4 (triacetin) > Z &AL X &8 (triclocarbon) ~ Z &7
(triclosan) ~ +—#= 48 (undecylenic acid) ~ 4K 3L B o4&

(voriconazole )~ £ #3848 F045 (zinc and sodium pyrithione) ~

HRERETHEIOBEIXSTEY  REFIGREY - ATEIKAE
M B R E AP B B B ST B 60 B SE R AT A Y EAT — B 8 B BHE
At b aiFER

[189]

@ —BEREXS P REAEASERY RS
EBBR T AR IR EL—EBRA - 25 —BEBEESF T —
BAERAERG AR Yo L EBBATA—FALAF LRER S
— A& fesh B4R -

[190]
A5 —EERAEBEXE T BATHRESARMERA SR
BB A —EEEENEA o SHEAMILET S AER
MAELCHEBAEADRBMBAREXRER Y BEHRAKE - £EST B
H—EERABEAS T —EoR—EHEAERY 0 —F
&5 — &R 4 (1R, 2R)-T-8-3-[2-(2, 4-— | K & )-2-f& & -1-
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PRI, 2, 4 2ok 1-H)BA] ohokth-4(3H)- 5160 524
VI » 45 F1 55 2 B Ak Mg g 40— (A B2k nho /St 0 e
ERWRBRA BI—#FZX > oREEAEARY > EFHLESR
56 B Ao/ i B R 8 (IR, 2R)-T- F-3-[2-(2, d- = fLR
E)-2-sa K-1-FH-3-(1H-1,2,4-==k-1-F)FH K& ]| Fodolk
-4(3H)-EA ey 154 -

§ib s Hin

@ [191]
(IR, 2R)-T-f-3-[2-(2, 4-— LA R)-2- % A-1-F £
-3-(1H-1,2, 4-=ok-1-%) A& ] Sok-h-4(SH)-BAh 5 — 14 &
B T TI~TI1~IV-V 40 VI TEtF —EME B ehiB AR 2 ik -
SUEEE B e SR X -
[192]
BHIRR > AEASA MR EH—EAR, 2R)-T- R
o 3-[2-(2, 4-— R EA)-2-5A-1-F £-3-(1H-1,2,4- = -1-%)
BHA] ckokph-A(BH)-BIM L SB[ K [ 92 f » 4
# &M X R, R)-T-R-3-[2-(2, 4-— R XL )-2-5
A-1-FA-3-(1H 1,2,4-Zo-1-A) A K] vsokop-4(3H)-& -
R AL R = RALS & B AR — R, 2R)-T- &
3-[2-(2, 4-— R ERA)2- 5 A -1-F £-3-(1H-1,2,4-=ok-1-£)
B ] ckokok-A(BH)-BIRY &5 R ekt [ 3 11 eh 45 5 g
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[193]

Bkt 0 REEAAE AN e —EAR, 2R)-T-R-3-[2-(2, 4-
ZAER)-2-58A-1-FHA-3-(1H-1, 2, 4-==4-1-K )R K] =%
H-dQ@G-EFe & LB E&B [l 25 s

# (IR, 2R)-T-&-3-[2-(2, 4 =& KX K )-2-&&-1-F &
-3—-(1H-1,2,4-==4-1-FK) R & ] 2ed-h-4CGD-FL —BH #HE
Bl ¥ ey E R IFR FAR, 2RD-T-8-3-[2-(2, - =R XK )-2-
e A-1-F K-3-(1H-1,2,4-=o¢-1-F )R] Eok%k-4(3H)-&7
BELER  BHAZAREEGEGUTEE U8 - 88%T
B - — AT - RUBABBLENOHR ERFHHELA
RBEXF P AREBRCE £ BEERHERBBEAG T
(IR, 2R)-T-&-3-[2-(2, 4-— X K )-2-£ X-1-F 4
-3—(1H-1, 2, 4-=-2-1-F&) A& ] Eos-h-4(3H)-BA14 £ A HRIEH]
I ARIBAR ©
[194]

BE > BRIBFRRGFALBEEZD A0CHA& » Rk iE
BEHRBFRTAREEMWERZHI0CEL20C > B £
A4 A MR —E(R, 2R)-T- R-3-[2-(2, &~ — AL EA)-2-52 &
-1-F K-3-(1H-1, 2, 4-=-1-K) R K| Eod-Kk-4CH) -4
AKX 0 &4R, 2R)-T-R-3-[2-(2, 4= XK )-2-X-1-¥F
A -3-(1H-1, 2, 4-==2-1-FK) R K] Ed-h-4CD-HAHREE W
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Fo—RBARBEE > HAHUR—BEAERBEREAUTHE LEF -8
BELEs s —ATH S RUBUBBLENASHR MLEBELRA
W) o AR —BEARBMAARY EEALHTRT A 0 — 1B
LB R BBEGHIER BREARXBFTK HTELERSE
— 48R, 2R)-T-£-3-[2-(2, 4-—f X A)-2-8 4 -1-F A

-3-(1H-1,2,4-==-1-%) A K] okokok-4(3H) -BAeh & & K8y
B EAMEE - A—EERGEBBEXA T SHHER _BX

®  imesmEs &5k ERE—EAR R)-T-R

~3-[2-(2, 4=/, XK )-2-5 & -1-F X -3-(1H-1, 2, 4- == -1-%)
AA] keh-4(3H) -FMLEEF XMW B ERE Ty -

[195]
BT E—BEELHERBEXG Y KEALA W —E
HHE(R, 2R)-T-8-3-[2-(2, 4-—a XK )-2-X-1-F 4

-3-(1H-1, 2, 4-=~-1-K) R & ] ~2-k-H-4(3H) - L LR L4
T &5 s
A (IR, 2R)-T-8-3-[2-(2, 4- =R XK )-2-£A-1-F A
-3-(1H-1, 2, 4-==%-1-K) B A& ] §okh-4(3H)-&po N — 1B 75 F
P RABEAUTAHE L8  BRLE - —RAFKR - REeH
M LBFHB B LB WARIBRABFR S AR
AT B R R FR - & & 4R, 2R)-T-8-3-[2-(2, 4-
ARE)-2-K-1-FE-3-(1H-1,2,4-=o¢-1- K )R K] kg
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w#-4(3H)-ER e & Rgg &5 111 -
[196]

AR O —EAFHNERGBEREXB T wNBE T
(IR, 2R)-T-&-3-[2-(2,4-—A KA )-2- A-1-F XK
-3-(1H-1, 2,4-==4-1-K )R & ] ~2odhk-4CGD-HREZ & EH
(IR, 2R)-T-#&.-3-[2-(2, 4-—& XK H&)-2-&HK-1-F XK
-3-(18-1, 2, 4-30&—1—);&%2%} o odopk-4(3H)-8 - £ % — R
BRI RN BEBEXG T > BEACELRRY AR —E
(IR, 2R)-7T-&.-3-[2-(2, 4-—; A K )-2-A-1-F &

-3-(1H-1, 2, 4-==¢-1- KA )R K] £¢%h-4CD-ERey 5% -
[197]

B —BEEHEBEXF T RAEAGARN —BEHE
(IR, 2R)-T-&-3-[2-(2,4— =&/ X H)-2-& & -1-F &

-3-(1H-1, 2, 4-==-1-£) B A& | 2okh-4H) -BRH & RBEE
Il ey#2 % > &4 '

#% (IR, 2R)-T-£.-3-[2-(2, 4= X & )-2- £-1-F &
-3-(18-1,2,4-==k-1-K) R K] ~£-dh-4H)-FE B —@%E
B ZEBEOUTHE U BERLE - —AFR AS
Beh LB B BR LB o —1BIAR

& H R, 2R)-T-8-3-[2-(2, 4-— g R &£ )-2-X-1-F 4K
-3-(1H-1, 2, 4-==¢-1-K) A K| ek 4h-4CH) - & LR L H
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[1I; A&
# A& 2 (IR, 2R)-T-8-3-[2-(2, 4-— A KX K )-2- 8 X-1-F
#-3-(1H-1,2,4-=o-1-F )@ ] Eodh-4C-FRHE LB L
#E 111 Aosh 8% o

[198]
A—EERBEREXF T - wANBEE TR, 2R)-T-R
-3-[2-2, 4= @ K H)-2- K -1-F A-3-(1H-1, 2, 4-==¢-1- %)

P 3] cEekak-4(3H) -8R & & ey (IR, 2R)-T-£-3-[2-(2,4-=

FH)-2-58 K -1-FX-3-(1H-1, 2, 4-=o-1-F )AL ] koo
~4GH)-8R - AE T mEE—F  £BEAE PR, 2R)-T-R
-3-[2-2, 4- =R XK )-2-8 A-1-F X-3-(1H-1, 2, 4-==-1-4&)
FF] Bk 4CH-BRRFABRELBBEARLE T BAEY
65 CEHDHCURD BHH2E - A—BAEZBHERBEAF T -
Feam P ey(IR, 2R)-T-&A-3-[2-(2, 4-— @ K K )-2- 8 KX-1-F K&
-3-(10-1, 2, 4- =& -1-K ) AIL ] ~fed k-4 -Eio Bk 2 4
N0C > BB A BINARNLEARIERGER o
[199]

AR —BERBEAS Y AEFER—S O HEHRIII]
ZATHBEREARAG TR - FI—EAEBEAF T ARFELS
AN — IR E A Ao LB 6 3 B
[200]
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E-ARERGABBEAG T > AERBE NN — B L
(1R, 2R)-T-&.-3-[2-(2, 4 —A X R )-2-£ K-1-F X
S3-(1H-1,2, 4-Zok-1-R) B A ] ohokok-4(3H) —80 ) 4 & 22 4644
112 f o 65

# (IR 2R)-T-f-3-[2-(2, d-— ¥ A)-2- 5 A-1-F &
-3-(18-1, 2, 4—3@—1—);&)55%] of o ok 4 (3H) - B8R o N — 18 T B%
BB WRIERRBIFR

&8 8 (IR, R)-T-f-3-[2-(2, - — R ER)-2-F A-1-F &
3-(1H-1,2, 4-Zok-1-R) A 4] vpokoh-4(3H) -8 & BB L
[1; A

45 7 A 2. (IR, 2R)-T- R-3-[2-(2, - = LB B )-2-Fa h-1-F

A-3-(1H-1,2, 4-Zok-1-%) A& ] Sokh-4(H)-Fth & BB &
W 111 Aot 2505 -

[201]

Sosb > ABE I AR A B — A8 4 (IR, 2R)-T-f-3-[2-(2, 4
SREA) 2B A1-FA-3-(1H-1,2, 4-Zok-1-R)HA] ket
th-d ()40 45 B S48 1V e 22 5

FBEHA0C RIE R TR T » 17 B ST 8
(IR, 2R)-T- £-3-[2-(2, 4- = R EA)-2- 58 K-1-F &
3-(1H-1, 2, 4-Zok-1-%) B & ] £k oh-4(3H)-3MEA ;

AR — Ak & 8 e (IR, 2R)-T-R-3-[2-(2, 4-

119

82



1426073

ZAER)-2-8E-1-FK-3 - (1H-1,2,4-==4-1-F )R K] =%
ok-4(SH)-ER&E % A% A &1V (IR, 2R) -T-R-3-[2-(2, 4-
—AFRAE)-2-8E-1-FA-3-(1H-1, 2, 4-=o¢-1- )R E& ]| g
H-4(3)-87 ; UA& |

BRI Az SHBEEIVAR, 2R) -T-8-3-[2-(2, 4-— &

RE)-2-s A -1-FX-3-(1H-1,2,4-==4-1-F )/ EK] oFodo)k

~4(3H)-87 -
[202]

AREFE ARFAEL—EAR & LWFEHE TV (IR, 2R) -T7-
A-3-[2-2, 4—=—g, K H)-2- KX-1-FA-3-(1H-1, 2, 4-==¢-1-
£)AA] Eedh- 4GB RS -

[203]

EH—ERRAYEREXF T KAEAGEMA S S —AR
# (1R, 2R)-T-&-3-[2-(2, 4-— A XK )-2-8 L-1-F &
-3-(1H-1, 2, 4-==4-1-FK) & & ] £edh-4CH) -FANL KR EE
Ve mr - ad

# (IR, 2R)-T-&-3-[2-(2, 4-—; K H)-2-s K-1-F K&
-3-(1H-1, 2, 4-=o2-1-%K) B K] “Bokak-43N) -85 RN TEE
oo RRIER

HZBERMOAKT > BRBIER

AR R AR E 30 48
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18 (IR, 2R)-T-&-3-[2-(2, 4-— A XA )-2- A -1-F £
-3-(1H-1,2,4-Zok-1-R) B A ] “kokh-4(3N) -8 & B B8 45 4%
IV: *&

A A #E 2 (1R, 2R)-T-R-3-[2-(2, 4- = A ¥ K )-2- &-1-F
A-3-(1H-1,2,4-Ze4-1-A) B4 ] Sokh-4N)-Mth & S84
% IV po st o> 8 - '

[204]

£— AT BAFH BB BEBEXG T » BRENER T
(IR, 2R)-T-#.-3-[2-(2, 4-— R X A )-2-5a A-1-F A
-3-(1H-1,2,4-Zo-1-R) B A ] sfoboh-4(3D)-AR & BB A X
e (IR, 2R)-T-R-3-[2-(2, 4-— A X RA)-2-:a £ -1-F &
-3-(1H-1,2,4-==4-1-%) B A ] okokh-43N)-8F - 12& - 4247
AKX eY(IR, 2R)-T-R-3-[2-(2, - —R X R )-2-: A-1-F &
=3-(1H-1,2,4-Zok-1-R) AR ] oHoboh-4(3H)-EAE &4 A £ bt
Beyk

[205]
B @ & &EBA KGR, 2R)-T-R-3-[2-(2,4-—A X
A)-2-8FK-1-FK-3-(1H-1,2,4-==¢-1-F) B/ K] ofogoik

~-4CH)-EA R KBS AN LE—NEFLEREZ VA 40C &
BB RTRANERM WA BEAOISCEIOCCHAY - £5
ey — B EBEBEXF P RBERT AN BEATRYKT
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EMFRFREHED 6ot B —EEEERBEXF P
SRFRBHED 181 (b mey A s —EE A A K5
P ZBEREAHBCHERFEHA 4585
[206]
LB —EERHERBEAF T AERAGAEMP —EBEE
(IR, 2R)-T-#&,-3-[2-(2, 4-— @ R E)-2-a K-1-F &
-3-(1H-1, 2, 4-==4-1-K) B ]| So¢h-4QH) - L L REHE
® Veyg s as
# (IR, 2R)-T-&-3-[2-(2, 4-— A ¥ A )-2-a & -1-F 4
-3-(1H-1, 2, 4-==4-1-3K) R/ I | 2 Hh-4QGD-FFEBHBEEL T
BE T AR
# ke (hexane) e NZLBERF
EFMA =T AEe (diethyl ether) AaNZRF
AR IFRITIHARE 30 o4
# (IR, 2R)-T-#-3-[2-(2, 4-— R R K )-2- X-1-F 4
-3-(1H-1,2,4-=-1-5 )AL ] Bdh-4H) -0y BB LEHE
V: XA
A #E2 (IR, 2R)-T-£.-3-[2-(2, - — A K X )-2-fs X-1-¥F
#-3-(1H-1, 2, 4-==%-1-FK) A K] b 4h-4C-FH L RBE
VAo Sl |
[207]
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— AT @R ERGEBE G T o BENEE T8
(IR, 2R)-7T-&-3- [2-(2,4-—@A X HK)-2-:X-1-F 4
-3-(18-1,2,4-=ok-1-K) B &4 ] Lok h-4(3H)-AL & &H A X,
(IR, 2R)-T-#.-3-[2-(2, 4-— A XK )-2-8 &-1-F &
-3-(1H-1,2,4-= - 1-H) /A& ] 5ok %h-4(3H)-& - 12 & > 4247
AKX e(IR, 2R)-T-R-3-[2-(2, 4-— R A H)-2-8BK-1-F K
~3-(1H-1,2,4-=ok-1-A) M & ] ofokk-4(3H)-ELRB A F £ 4k
Bk o
[208]

Mt d & & a&MAEKXHR, 2R)-T-R-3-[2-(2, 4-— A%
B)-2-3£-1-F £ -3-(1H-1,2,4-=ok-1-H) /A ] epokak
~4(BD)-BAR R B BBN BB LB — N BB LR ELE Y
£ A40°C » RIBLZBRTASNIE B G AT IHRM AL -
[209]

AEEALALE A —E R4 R, 2R)-T-R-3-[2-(2, 4-= &
RR)-2-F8 R 1-F A-3-(1H-1,2, 4-Zok-1-R)BR] Eok o
-43N)-Et & BB SRV A > 84 1 # —EEE HEE

AEeg(IR, 2R)-T-£.-3-[2-(2, 4-—F XA )-2-58 A-1-F &

(1H-1, 2, 4-==2-1-K )" K] Bod-Kh-43H)-F ey 5 R B IFR
o BEE & B (R, 2R)-T-R-3-[2-(2, 4 =R XK )-2-& K-1-
FA-3-(1H-1,2,4-=4-1-%)AH K] Sokh-4(3H)-8 - — 1B L
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BREXF P AEEBE—EEMAE® (polar solvent) - £ &
HRAEBENF T ARER L —FEEH - £ —EAHFGERE
ABIF » EREBGEAUNTHE: L Y8 - 2R -EA
3~ Fo R EA o E*ﬂ'@ﬁé\%gi@é@,ﬁ‘%*ﬁﬂw?  FRIBEE AT
Bf o ARfT —ELBITAABRNEEALRC TR _HERESHH#A
BESAGHR - BB s(R 2R)-T-/-3-[2-(2, 4-—f %
R)-2-5A-1-FA-3-(1H-1,2, 4-Zc-1-£)BA] koo
-4BH)-FReE LB EEVI 28 LEFAY - £HEMHE
BEXB T CEBfok—AGFE CEB Kl EBER]I 12
1:20 88tk - £— B EREEBEXF T > TEEFoK—FRFL
LB Kt BEM 1142 1 103 - BNt I @ £ 8
W4 VT 6y AR P - LERONAR A T SR AR ML AR TR A
BRHARRK - £—EEERRBERS T > (IR, 2R)-T-&
-3-[2-2, 4-—F X A )-2-5 & -1-F £-3- (1H-1,2,4-=¢-1-%&)
A k] ek -4H)-BAA LB RIBEE PR —BIER
[210]

AEAERGBEBREAG T KEAGARN —EHSE
(IR, 2R)-7T-&.-3- [2-(2, 4=/ XK )-2-F&-1-F &
-3-(1H-1,2,4-=o4-1-K) B4 ] dobh-4(3H) -tAe & BB L
Vi sr - ag:

f— A AR A — BHBAER Y 0 2R 2R)-T-&

R
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=3-[2-(2,4-— R XK )-2-£ A -1-F &-3-(1H-1, 2, 4-= = -1- &)

AE] B Rh-4QCID-FRRBERIBIFR  ARBEBEMGERT
B ~ Y85 - B R - EAEE > oREA |

WPATAEZ B R RIE F R~ 4 &4 & (IR, 2R)-T-&-3-[2-(2, 4-
ZAFRE)-2-8A-1-FA-3-(1H-1,2,4-=2-1-K) A/ K] k=
H-ACD-FH B R BEHR V] . UR

2 (1R, 2R)-T-R-3-[2-(2, - =R XK )-2-8 X -1-F
#%-3-(1H-1, 2, 4-==2-1-F) /A& ] Sd-RH-ACD-FANLE LHBE
MV o odk - £—ERBHARBAG T FRBELCE -
[211]

LB IRt ARG RAEE A TRA AN EBLEHEV]
35 Hlde 1:1+1:2~1:3~1:4~1:5~1:6~1:7~1:8~1:9~1:10 ~
1:11~1:12~1:13~1:14~1:15~1:16~1:17~1:18~1:19 & 1:20
A - AHEERAREXG P - TEHKGLAKER1:4
ELI0RMIL - AR S ARBEXBIT - T8 KB4 T A
FE b 3tim i ey b A RIE A
[212]

LB —EERGEBBEAG T RERAGANN —BRH
(1R, 2R)-T-&-3-[2-(2, 4-— R FX K )-2-K-1-F &
-3-(1H-1, 2, 4-==-1-K) B K] £odh-43H) - & KB L4
Viw#g s ad
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# (IR, 2R)-T-&-3-[2-(2, 4-—@ XK )-2-F X -1-F&
-3-(1H-1, 2, 4-==4-1-K) R K] Eokask-4CCH) -8 e N2 KT
BET > WARBERXEIFR

"*ﬁﬁfﬁ—i/&&‘k%&&’ & &4 & (1R, 2R)-T-&-3-[2-(2, 4-
SRER)2-8A-1-FA-3-(1H-1,2,4-Zo-1-R)BHA] okok
H-4(SH)-EAe & R ELEHE V] AR

A2 (IR, 2R)-T-&.-3-[2-(2, 4——A X X )-2-5a 4 -1-F
£-3-(1H-1,2,4-==4-1-K )R K| 2ok 4CGD-F & L84
A& VI pusd o8 o
L—EBLEEFEHOBEREBEAFA T > BRI EFRGLERBEY
25°C 2 65°CH & » £E—EH A B ABBEXHF T BRAEE
RAIGEBEH B CHR - £—BLEEF EHERALBBEX G F
LEEHKe e s B 144 1:1 £ 1:20 Ak - A by E A A48
BMAB Y > TEH KB EEEZK 1:4 2 1:8 2845k -

[213]

A EEREBEXF T RERAGFEM»—EEE
(1R, 2R)-T-&.-3- [2-(2,4-—m % A)-2-A-1-F &
-3-(1H-1, 2, 4-==&-1-FK) R K] kokph-4(3H) - Z B L4
Vighy#2 /7 » &%

# (IR, 2R)-T-&-3-[2-(2,4——/ XA )-2- X-1-F 4
-3-(1H-1, 2, 4-==4-1-FK) A K] £t -h-4H) - A 2| LB
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¥ W —1BREY
B REMMWANBIKY A —BERKEFR
WA Z B R BRBF R & & 8 (R, 2R)-T-R-3-[2-(2, 4-
ZARAERE)-2-8R-1-FA-3-(10-1,2,4-=o4-1-K)FHA] vhog
H-4(H)-ERey & S EH V] ) AR
B2 (1R, 2R)-T-8.-3-[2-(2, 4-— @, K& )-2-F X-1-9
CA-3-(1H-1,2,4-=o2-1-R) A & ] ook h-43HD-#6 & R4
@ BV
—EAFHNERGEREXSG T > T E,)Eﬁémvi%vaﬂiéﬁi%é\%%
—AFTERNLETETHER - £—ELEH X2 RE LHRHE
KB+ » CEEHKGLHIEE AR 11 2 1:20 BAL - £HEN
FAAEEXG Y TEHAKGLHIEEGM 1:4F 1:8 BMH -
[214]
E-—ELESFEAERERBENSG T >  &@hEEF > BN
o FTELEML B LEY i —BREY » MEFZREHIAN
BkY  BELFENERIGTR I AREESMIANB KT Z
AT REVRGAITE R AL 8y LEIER KRG TR o A —AEE
BREEXG Y > A P LA THE | ERRSWMmMAR K
F2AT 0 SBIE LT ER ke TEIBR -
[215]
by @ey s —EERLAREXH ¥ 0 (IR, 2R)-T-&

s>
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-3-[2-(2, 4-— A ¥R -2-:A-1-F A-3-(1H-1, 2, 4-==4-1-%)
] ok f-ACH-F BB ERD T L L4 111~ &4 1V~
REH V- BEXUX RHAELROVXGLEEKNLCET - &5
Yofe » AR X (1R, 2R)-T-R-3-[2-(2, 4-— A ¥ K )-2-58 &
-1-F 2-3- (1H-1,2,4-=o4-1-£) /A ] ofok4k-4(3H)-BA%F T
LAE B LB Y o
[216]
AR REERRABREAGT  REAGAMN—BEREE

(1R, 2R)-T-#.-3- [2-(2,4-—@ K H)-2-H-1-F4&
-3-(1H-1,2,4-==8-1-FK )R] “Bod-h-4(3H) - & LB
VI ey#2 /> &4 # — 18R, 2R)-T-£-3-[2-(2, 4= g X H4)-2-
e Rk-1-F£-3-(10-1,2,4-=-%-1-R) A A ] vEokh-4(30)-&A
Z LB KB R BB IFRT > BAR, 2R)-T-8-3-[2-(2, 4- =&,

EA)-2-5A-1-FRA-3-(1H-1,2,4-==%-1-F) H A ] vhokoik
A - B E AL - N —EEBEEE G F > TEILSME
—BER - PE-—SHAREG T  ERFRE-—F S A
RS A ANB K F LA 0 AR, 2R)-T-&-3-[2- (2,4-—&

EA)-2-84-1-FRA-3-(10-1,2,4-==2-1-F) B A& ] vfokoi
4G - Z B R R IFRFTEE - P FH — 8 F 3T A A KX 5
v ERFRE—F O ARRES M ANRIKPURE > BIE
(1R, 2R)-T-#.-3-[2- (2, 4=/ XX )-2-5 &X-1-F X
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-3-(1H-1,2,4-==2-1- ) A K | k4G -RAZ BRI EF
R0 LEE -
[217]

BhHBETERAEERELEFHARHERY - REHE
BA—BERT LGB KETEER > TUHELEEV] -
BTRAERILE  —ELE IR EERDTRN HBCEY
LB AR (1:9) Fo RLH V] 5 SEETHALERE T XB
Mo % —E3 R ERESABRGEH > B X-HEHK
Gatodt o RAEEHRVI bl o HIMRIR AL G kA4 daAD
—BHEE RAEGEFTE R A6 KA LEER T %2 B

Wy o VI BREs#%E > HAELH41%-
[218]

HE-FBRE TUERELEBVI AR EERIVY
AR 0 —F 2460 BB X5 7T SAE A A8 B Aa b 69 T
B 0ok EEHAAMERASRBHEF L Bk SLRFHEHA
N BHEEEV] RAF T 0 SHERABR QKRB —

(IR, 2R)-T-#-3-[2-(2, 4-— A E A )-2-5 A-1-F 4

-3-(1H-1, 2, 4-==-1-K) R A ] ok %h-4CH)-RAZ R4 %Fﬁw
B (IR, 2R)-T-F.-3-[2-(2, 4-— FLER) 2 58 R 1-F &
-3-(18-1,2,4-=4-1-%K) R A ] kb h-4CH)-EAAHF E Y A&
VI 237 RALBER IVBEETT - N—EELEEG T
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HEIVARE2EHA VIO TR AY AR R (rate of the
transformation) & —EAE B L] ~ BE ~ BH ~ Fo bR 89 R
—ARRA  BENRH TR RBRGBEHEHR VA REF
B BEOBFFHNRARSHBENHEE VI B REH > R
BRI £ 22°CREBH 6 TR ~ 4 28°CEBH 5 /) orHY
W RAMCETUFREEV] ) RELTURBFETHE
0 4o 18-24 o > A RAF R EAE V] - BEINEFLTHER
EAEIVBILAEHE V] 6903 BHI R A X LEREXH P
KM EERAKMERER TR AR EH V]I T 3-7 185 5 msKM T BF &
KHERRBERRKMERBE TR REH VI 47 & T-18 [ eFiig - £
—EEAAEEXG P HELEEV] ER2ARDEHEH B O /L
B o B THEERENEFR/ KN S IVREHB VI GFLET
LA DB E BT A AR R e BRI SE R K-S SR G4 -

[219]

& &R (IR, 2R)-T-f-3-[2-(2, d-— A EA)-2-5 4
-1-F &-3-(1H-1, 2, 4-==-1-F) R/ A | ok ok-4(3H)-87T 2L
3 b gho% K34 (melt-quench technique) m# % » B4 75C
A it (glass transition) - BF R KM EBRTHE LN
R X ey 5% (Interconversion) MRS RLLBBBKXZ
GREIII-IV-Vs R VI

BB &

N
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[220]

RME T B A R/ A BT R e — & SR
R EZBENREREAG— R KENEEAL AL B
HBIF A B R AACE B AT A e/ R B R R - BB E R
HBAFEE0.001 £%3 5000 £ % EWRBHRE > i T A
WG BILRFIE AN ER - BN - BF > WARKENHETHE
Bl RAREREAFEE0.00l 242100 B4k Bka
BCBE O RTHRLEBEZIRNTURE-—RLIXREMBHEHKH
AR TARAGI R ©
[221]

W H EE BAbRERTURN L AR —RER » 5%
BEMA,OBEAREMABLEO AR EA—BE—BELX
GRS EE SR A RA G AK - HE  ER - RIEM A
DEIRE M
[222]

ERANEMNERMTHEEAEERAE-RSRBE  £— 16
ERABBAS T BB ARWGEED —KREE B ZRREH
A— BB EEERE—RAML BAXAEEARRHENE
BEOBE  A—HEAGES 0 BEEERS T Al REM R
HAUEE AR ENR  AHRBERABLLBORBA - BER
AT gt s REX S REERIOARE M4 -
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[223]

am o BACKEEM—BARRBANBT IR EHEE NS
HFEOEFTERTHDENERN - &6 -8B E - —KEEH
R~ AR Fo R R - SR ER]  BERRE S TR ey B Ht
A AeRRFORER ) RREGEXEN LY - —BER—
BB KBEZ AR FETEHRN FHELE BAEHER — &R
RIREIBFEAHEELRE -

) [224]

—EEREFEALTRELSES LR B RFT Y E 6 A Fo
FRexBl g » TR EEHERERSY » RHERRN - 28 TEHRA
@amf2  #F 18 )k [Remington’” s Pharmaceutical Sciences,
18th Ed., Mack Publishing Co., Easton, Pa. (1990 > 2 % #
¥ 23] ~ Easton, PA 18042)) 1435 B—1712 & > B ER S
AR — A B S E RS TR EWIERE - TRH

® ABN(invivo)fhk £ R A BN X 2586 B F(clearance)
Rt

[225]

RR B TALS T DARIF AT T o6 ~ R T & T IRF
ty B ¥ H (starting materials) RE#H > AN T E 5B F6y
(1R, 2R)-T-#-3-[2-(2, - =R F K )-2-5&-1-F &
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-3-(1H-1,2, 4-Zok-1-s) @A ] okokoh-d(3H)-87T 05§ o 4247
BATA X RAT46)T R OEFRIFE > #Hofd s Bartroli #
A &R J Med. Chem. [Vol. 41, No. 11 & 1869-1882
(1998) ] v&92 > HAZNHLRE —RFAEBELE -
[226]
HEERY  RASEEMA T4 BRLHIIRLLE§HHE
WEp > (IR, 2R)-T-£-3-[2-(2, 4-— R X A)-2-8 & -1-F 4
@ 3 (HI1,2 4z 1-R)BR] ekoh-43H)-Ten 'H R IR
#2 ('H NMR spectra) ~ ¥4 4 %2 (ultraviolet spectra)
B& Gie s A (rotations) @& KA AR
¥t 1
[227]
AR, R)-T-R-3-[2-(2, 4-—AFEH)-2-84-1-F4&
-3-(1H-1, 2, 4-==4-1-FK) A K] £edhk-4CGH)-BRY & LB &%
® [
[228] |
# 1.5 2ty &He(IR, 2R)-T-R-3-[2-(2, 4-— A X
#&)-2-K-1-F &-3-(1H-1, 2, 4- = ~1-F ) A I ] Fodok
-ACGD-FA N MEN — B AR A AR B A (disaggregating
agent) 8 BB O F AL F 0 M F A AR — 18 £ B B (extractor )
o BAFBER (flux) #9RBEER = f4bs (supercritical CO’

{ 2
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(SCCOM) @B [BA=250 & » BE=45C)  AHREH 0 HE %

—EBREE ARUEMBER _Sitwnsmeimd > RA0.15

~rRAHEEGHEIARETY UMM ERLEEBE L HBATRAALZHE] -
) 2

(R, 2R)-T-R-3-[2-(2, 4= A XK )-2-: K-1-F A
-3-(1H-1,2,4-=o-1-A)Am A ] fokh-4(3H)-EAe & BB &%
I1-

® [229] .

% 0.5 o9& &EBe(IR, 2R)-T-R-3-[2-(2, 4 —&a XK
A)-2-saA-1-FHA-3-(1H-1,2,4-Zok-1-R)BHA] koo
~4(3H)-BE MR 200 B TEE P 0 B HIERAAE — B RIEE
FoRRBER_AIHE R BH=100 & BE=40C (L&
RKE) HREEBRR  BEMEZHENKELSBNBE S
v LEEAREE  WER 0.2 20 ERME » bR X-48

@  iumEAe—EEARERL LM EBRTALSABEH
' ¥ 3
[230]

FEHREA | 8955 1e4E ks (silica sand) R A k38
oo MEERMEMHRL I BRA=250 &~ BE=52C - Ap ¥ » A
TUKELEISNYBES  HEFPRELBEHB ] URKELAN
HHRESR  HFrRELBEHR] -

€83
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] 4
HHAR, 2R)-T-R-3-[2-(2, 4-—Aa % K)-2- A-1-F 4
—3-(1H-1, 2, 4-==&-1-) A K] £od-h-4CGH-ERty & L &4
III-
[231]

# 8 &M e (IR, 2R)-T-R-3-[2-(2, 4-— R X% )- 2 fak-1-9
F-3-(10-1, 2, 4-==4-1-FK) A K | Bodoh-4CGH) -8B AR LEE
it AL Risey Humitir A% ('H NMR spectra) #asw
MEWETHLE - BHANERTRELASMNRTTHE T4
LAt o AR M ARARETLEADHE R SHAMER
BREATE A L SRR EHE I -

¥ 5
[232]
FEHREGI AT B LERLENBERCE - BT
R RAFREBRK N EBE—H T BREENERBETERLS
B &AE I -
¥t 6
WHER, 2R)-T-8-3-[2-(2, 4= XA )-2-88 A-1-F 4
-3-(1H-1, 2, 4-==2-1-K) A& | ~Ed-f-4CGD-FeH & KA &%
I[II-
[233]
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45 6. 785 > %89 (IR, 2R)-T- R-3-[2-(2, 4-— ALK A)-2-7a &
1-FA-3-(IH- 1,2,4-Zok-1-R)HA] opokoh-4(3H) -85 4
MIT.3 DU TEY  HEH LA 10-20CHHF4 2 15> 7
EETFAT0C » A3 60 & ik 3 895 > 452] 5. 796 2 %,
Bkt e (IR, 2R)-T- £-3-[2-(2, 4-— L2 A )-2-5 £-1-F &
-3-(1H- 1,2, 4-Zok-1-R) A K& ] bk ok-4(3H) -8 e 45 SR - 3%
HAMGEARA SRR ] -

¥ 36450 7

245 (IR, 2R)-T- £-3-[2-(2, 4-— L E A )-2-58 £-1-F &
-3-(1H-1,2, 4-=ok-1-%) A A ] “Eokh-4(3H)-Bla0 & BB L4
[ -

[234]

4 (IR, 2R)-T-£-3-[2-(2, d-— A X A)-2-7a A -1-F 4
-3-(1H-1,2, 4-Zok-1-R) A A ] wkokH-4(3H) -5 RN BT &
BB Y 0 wAjx (Charcoal ) #3iBIEER @ BIERGBERER
FFRMEERABKAEAF (IR, R)-T-£-3-[2-(2, 4-=f
ER)-2-58 A-1-FH#-3-(10-1, 2, 4-=o-1- A ) B/ ] vhekok
~4(3H)-8A& 2.5-3 A9 (2.5-3 L/kg) » Sl aamAwE
5-10°C » #48 (IR, 2R)-T-f-3-[2-(2, 4-— AL X A )-2-58 & -1-F
£-3-(18-1,2,4-Z - 1-R) B A ] ok oh-4(3H) G4 ST 8 -
BRI Z AN ANAETAT0CESE > BE SR

136
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(IR, 2R)-T-§-3-[2-(2, 4-— A ¥ R)-2- %8 £ 1-F &
3-(1H-1,2, 4-Zek-1- ) A & ] 2ekh-d(3H)-80 > 3% £ WFE
EHAA ARSI -

W8

24 (IR, R)-T-£-3-[2-(2, &= FEA)2- 5 A-1-F &
“3-(1H-1,2, d-Zok-1-R) AR ] Eokoh-d(3H)-Teh & 2 AL &%
v -

® (23]

4 8.10 2 % 89 (IR, R)-T-£-3-[2-(2, 4- = FLEA)-2-8 &
1-F R-3-(1H-1, 2, 4-Zok-1-R) B A ] ckokok-4(3H)-895 A2
765 BHGRLED o % 5-10°C o 3B AaA 400 B H 8K
o AR 6 R AT RS 18 I 0 5] 7,07 A A8
(IR, 2R)-T- §-3-[2-(2, 4- = L EA)-2- 58 h-1-F &
3-(10-1,2, 4-Zok-1-R)mA] okekoh-d(3H)-5 > %2 WK%

®  uazuaman-
2t5] 9

24 (IR, R)-T-£-3-[2-(2, d-— L EA)-2- 58 A 1-F &
3-(1H-1,2, d-Zok-1-H) B A] bk oh-d(3M)-860 4 & B 4%
v -

[236]
4 18. 15 2 %8 (1R, 2R)-T-£-3-[2-(2, 4- = fLE K )-2-¥

\

~
~

3

&

X

€87
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o fEIEA¥102/07/09 {EIE
-1-F A-3-(1H-1,2,4-Z - 1-K) B K] 2okk-4(3H)-25 4
130 EAMBRLE T £F B FERWA 00 EFHKT -
FriF s R AT ETH/RHED NG BEEMWELAZET 50C
#9% 18 /N85 > 132] 16. 98 2 F 65 (1R, 2R)-T-R-3-[2-(2,4-= A&
EHA)-2-7A-1-FHA-3-(1H-1,2, 4-=ok-1-H)m A ] vhakohk
-4(BN)-8F > ZAYMAERALE L LBEH V-

B 10

g W4 R, 2R)-T-8-3-[2-(2, 4= AR K )-2-£A-1-F &
-3-(1H-1, 2, 4-==¢-1-2) A& ] S-2h-4CH)-F & KB L
IV -
[237]
15.0 25 69(1R, 2R)-T-&-3-[2-(2, 4-— | XK )-2-8 %-1-F
#&-3-(1H-1, 2, 4- ==& -1-K) R & | gk H-4G-FAN L LR E
® # LIL 7 T0°CHEA»» 90 269 9698 F > 1B sbiZ R E B AwA

BEARBENNBI0 ZAMKY ZRBELBRAEERE —E
1284 (thermostatic bath) #9—1fEAu# % (heating jacket) -
= A8 8 (reflux cooler) ~ 42 & Sp ey 2 # A (discharge
valve) R##¥E#H £ (mechanical stirrer) - # % &4 28C
042 160 3% (160rpm) s9R B3 4585 30 448 > BE H 4
At GREE 13,342 %) B4 KET 50CHIEZ » 135] 13.59
AR e (IR, 2R)-T-#-3-[2-(2, 4-— A F K)-2-s A -1-F 4
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-3-(1H-1, 2, 4-==¢-1-FK) A& ] vbokh-4(3H)-27 - & & X-
HEMARGA U ETHASTREZAZLRDEFLZREH
[Ve
w11
B4R, 2R)-T-8-3-[2-(2, 4-—gA X K )-2-BE-1-F %
“3-(1H-1,2,4-Zok-1-R)BA] ckokoh-4(3H) 8180 & £ 3 &
Vo
[238]
10. 0 25289 (IR, 2R)-T-R-3-[2-(2, - = R R K )-2-5 K-1-
¥ A-3-(1H-1, 2, 4-==%-1-F) A A | Eokk-4CCH)-E AR 30
EF ey BB T s > RN 10 EH &9 ke (Hexane) EFER
Hiesr HETURBMEL KR Rk oA 20 o) — T AEE
ARG FPREGBIER] NG BEMARIARMELALET
40°C IR 8 /oy > BB ARMERET 60C IR 24 /o5 %4
AR E R B AR BBV -
Htp] 12

KAAR, 2R)-T-8-3-[2-(2, 4- = AKX E)-2-5#&-1-F &
-3-(1H-1, 2, 4-==4-1-A) A& | Eodh-4CH)-Ae & L EHE
VI -

8D
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[239]

1:1 Bt ey b 6) TEEFoK 100 £5 > Aosk2 45C » §i8
Biexus > A b 0 A%e(IR, 2R)-T-&-3-[2-(2,4-—& X
H)-2-58 A -1-F £-3-(1H-1,2,4-=o-1-K)H A ] koo

~ABH)-ER ey &4 111 » £ 45°C - A — =R H BEF LB FR
18 /n8d s 7 45°C > A — 1@ 4% 8 :BE /R (sintered disc filter
funnel ) @EZBFR > RIFEE 20 o4 - 452 3. 38 2 9B
@ AR BEARMEETEEB TN TR TEITHIE 24 /8 0 3%
AR ERERELBEHEV] -
] 13
#HAR, 2R)-T-R-3-[2-(2, 4-— s, EA)-2-:8 %-1-F 4
-3-(1H-1, 2, 4-==2-1-5) A& ] "B-d4h-4CGH-EA6h & LR &
VI -
[240]
® 30.0 2 %89 (1R, 2R)-T-#-3-[2-(2, &- = R K A )-2-58 -1~
FA-3-(1H-1,2,4-Z4-1-R) B R ] sokoh-4H)-#eh & S8
HEHE I mmn 20 EHe 5CHBHTEY & T0CHHER
AaNE 1270 ZFHHERGKF  AERTHIFZRFRE I eF
HFAERMPEZET S0CEBEEBTHIE - SAERBEBRAEREE
ERABEHEVI -
) 14
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(IR, 2R)-T-A-3-[2-(2, 4-=—f %% )-2-:e - 1-F 4
-3-(1H-1,2,4-=-2-1-K) B K] kot 43N -t & SR LEH
VI -

[241] |

4% 254. 4 £ .65(1R, 2R)-T-8-3-[2-(2, 4-—& KX H)-2-5 %
PR3 (I 1,24k 1 R) AR ] ohek ol A(SH) -8 A 5
— BB NP > BE A2 04 EFAHTES B wBAE R

@ o EmsmEMANEREE 0.2 Rk RGBS — AR A
12. 24 2 k633 MY R — BB BHR RGO — FBHE
o BTk > IR B TR B0°CIRIE » 6 NEFSUE - BB
AR EER A RMET AR S SRS V] -
451 15
4507 & g Sk ((IR 2R)-T- R-3-[2-(2, 4-— R X A)-2- %8
o A-1-F R-3-(1H-1,2, 4-Z ok 1-£) B & ] ookoth-d(3H)-51) &

HARBEHEV] -
[242]

A 150 269 TEF-K(10:90) /s 2 45°C - S RERL LA
FN20. 02> TE EmL &4 111w 4ACH — B HH 5
BIHZBFR 181 BZRIFERAEY 20 248N A% E 35C -
AR KRBAPE S-10C#4 1 /o5 452 21. 53 A L89B 4 il
A AR EE M TR O0°CH R 24 /) o> %Ziﬁi%?iﬂﬁ%éﬁﬂ
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BER&SBEHVI -
] 16
[243]

R EZ6R, 2R)-T-8-3-[2-(2, 4-— AKX )-2- 58 X-1-¥F
£-3-(18-1, 2, 4-==2-1-K)R & ] Fedh-4(GH)-2&4E 111 Ao
ANB(9: D R-TLEERESRIEATHESHEARE TR » AR
b LRBEFIREB R AALB0.2HAREBERS
BB — MBS F DR T o o ARAIBEFEHREAMTCE Mok 545 111~
IV Fo Vo ZAGRESMIBRRKRER » REBHREEL UBIEE
NEEER ARMERBAAEALEEREHR V] -

e 17
[244]

10. 0 > % 91T & g #9o¢ .(Albaconazole) & K& & iR & B
B 60 B T ER 0 AR BIEZIBR 0 KB RANBIHALE 1B
J& 35 &5 540 %JJMK‘P  GRE B EEA R —EERE
(thermostatic bath) #y—1fEAu#k£ (heating jacket) ~ iR
Aap % (reflux cooler) ~ fir fe & 3p ey 2 B (discharge valve)
BAAARARH S o B RIFRN 28C B 4548 160 ey B4EH - &K
BEFBAFHRA 23/ R EBEERMIENOICEZHIE &
R GE - KRG MEFRBERAIZEHFV] -

4] 18
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[245]

10. 0 %, ey FT & #499¢ (Albaconazole) fe K #) B % & 6%
B 60 £7He9 £ HEE (iso-propanol ) » K& BIE AR - #
BRAANBIKE —BRBENG 40 EAKY  ARBEEERAE
i#423] —B15:84% (thernostatic bath) #— 8% (heating
jacket )~ MH A4 % (reflux cooler) ~ 43 £ J& 3F &9 2 i B

(discharge valve) BR##IBEH R - M RIFRMN 28CUhE 48
160 #& 0k Bi8H - RBREFBRIFHRA > 8/ NEFREBEA Rin it
RO CEZHE At dE X- SR REA M EFH#AE
BEERREMHVI -

¥ 19

[246]

10. 0 2 %, 64 FT & B 43¢ (Albaconazole) 4 X # & i % & B
A 60 £ R ER (acetone) » A& BIEMIBR » BRI
PR —BREZNE 40 EFAKY > ZREB LB A EHRE] —

1812 % 4% ( thermostatic bath) 8 — @ v # £ (heating jacket) ~
ERASE (reflux cooler) ~ {2 ey # B (discharge
valve) RMAMIEH S5 - £ 8 10 B REFARKASG BRI - KK
A NER SN 90 A B IF RN 28°C B 448 160 # b3k 48
#Ho 1D RBRER A RMBRE RS - F R R AR5 48 200
#>BEANC -6/ BFUBRBEERMINSICEERIE £
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EGE -SSR REAFRMERHAZRAZAHALEHEV] -
w5 20
[247]
10.0 X ey FT & B o (Albaconazole) f£ K # & HEE %
AR 60 69 E R EE (n-propanol ) > KREBEZIAER BB
BRANBIKAE—EREZNS 540 EHKP > BREELEAE
2| —@1EEME (thermostatic bath) #y— @A E (heating
o jacket) ~» @R A4APE (reflux cooler) ~ i 48 /& 31 &9 2 B
(discharge valve) R#EMIFH 5 - BB ZFHRN 28CUEH4E
160 ey BIH > | I BRBREIA R BARRIR  HE R
o BB n4g 2008 0 BE A 35C - BIFRIBI 1T 65 30 4% -
BIE A R EF D0C A EHIE - £ Rk b 2 X-S s Rt o
WMEFRAR SRV AHEHEV] -
] 21
[248]
—18 %A T #Hm (onychomycosis) #1m A > bR 2B A
MARMZBETRA > TUARIMB U ER AL/ FLRERE
b 22
[249]
— BB H B K (C_hagas Disease) #95 A > bR X
AR A MR EEAA - TR L E LR AL/ B RE

(87
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[250]

AR Z i 0 BAAMANF S F BLR KRS BRI
% > kst (modifications) &2 % (variations) £ ARi2A
HeABAZHHE  LEMANS AR ELas R
AEFFFNFAZEBEN -

145
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P-1722-%F %t Claims 102/7/9 fE1E

A

£ A]

113
25 906128916 SEEEEH A FRE B IEA

ZIK r qanﬁv*U%H-IEE d 1?@%t§%ﬁ“ﬁlﬂ2é%$nﬁv*”%ﬂ

ZIRARIEE

+ ~ FEEEAEE

- A2 PRSI (substantially pure crystalline form ) » 1% -

(1R,2R)-7-8-3-[2-(24- B FEE)- 2%k |- L 3-(1H-1,2,4- =0
1A R EEIR-AGH)- BN 2 MRS AEE REaEEE
[ (FormI) - #5RE 11 - A5 T - /SHB [V - RIS VI ZBHEE, H
EREIEEE —ENE  REFSFUTHEZRE 88

— & BRI XA AARES (X-ray powder diffraction ;
XRPD)EIE  E& 2- 6 (2-theta SZi& » #IGL5% 4.1, 8.22, 9.39, 11.29,
12.41,13.21, 13.62, 14.43, 14.93, 15.7, 16.74, 17.3, 17.57, 18.79, 20.88,
21.88,22.62, 23.64, 23.82, 25.2, 26.77, 27.21, 28.57, 29.16, 29.97, 30.75,
31.35, 45.28, 48.87, K 55.02 +/- 0.2

—E BRI X-FE KRR ER - B8 2-0 A& » ¥3(

R 2- 6 (2-theta )MERIIN 4.11, 8.22,9.39, 11.29, 12.41, 13.62, 16.74,




1426073

P-1722-F 7 Claims 102/7/9 f&1E

17.57, 18.79, 23.82, and 25.2 +/- 0.2;
—{8 X-SH R EH B ABRERR E—EETE,
—(EATAMENES infrared spectra) FTE - BERES  AERIRANIE 2 B
2HE
—EALA RGBT - ERTE SRR AES 1673.3, 1600.0,
1557.5, 1501.2, 1462.7, 1403.9, 1319.4, 1273.9, 1254.6, 1139.0, 1101.8,
® 1061.8, 967.2, 902.7, 801.3, 783.6, 664.1, K 630.1 24> em;LUR
— (B ERFHEREE B RE BEE _ LAERRHE 3 Fr2R%E;
HbEB I E R —ETE  (REESEUTEECEE 8
=
—{E B X-H KRR B B3 2- 60 A& R 2.72,
5.31,6.35, 798, 8.37,9.01, 11.4, 11.7, 12.6, 13.15, 14.42, 14.98, 15.93,
® 16.77, 17.56, 17.91, 18.86, 19.37, 21.08, 21.78, 22.31, 22.82, 23.84,
25.32, 26, 26.83, 27.35, 28.5, 28.96, 29.38, 30.14, 31.58, 32.41, 33.63,
34.94, B 46.1 +- 0.2, —BEIBE X-SH0 RigstEr - 8
2-0 ffiE A 635798~ 837~ 11.4~11.7 ~12.6 ~ 13.15
14.42 ~ 1498 ~ 1677 ~ 17.56 ~ 18.86 ~ 21.08 ~ 23.84 ~ 2532 ~ 26.83,

M27.35+4/-02 5 BAk

—{& X-SI R B - (RERE LAERRIE 4 Fr23R%E;



1426073
P-1722-5 %7 Claims 102/7/9 {B1F
—EIMEEEE T - TS EAERINANE S FrEERE LR
— A OMEEEETY - BFTEEEERAIE RS 16770+ 1600.0 -
1557.5 ~ 1498.8 ~ 1462.3 ~ 1318.2: 1272.4 ~ 1253.0~ 1170.2 ~ 1137.7 ~
1102.0 ~ 1060.7 ~ 967.0 ~ 932.6 ~ 902.0 ~ 857.2 ~ 801.3 ~ 785.1 ~ 693.5 ~
664.9 ~ 1 630.7 2453 LUK
—EER AR AR E O E TR L AARIRKE 6 FRREE,
® o
&R BEE O —ENE REESEUTHESEE a8
—E B X-SHO KBS E - B8 2-0 B - $9ah
408~5.73~6.22~7.77~8.15~8.80~11.25~11.47 ~12.44 ~ 13.09 ~
14.33 ~ 14.68 ~ 14.89 ~ 15.57 ~ 16.35 ~ 16.68 ~ 17.27 ~ 17.63 ~ 18.66 ~
19.32 ~ 20.85 ~ 22.12 ~ 22.49 ~ 23.58 ~ 24.63 ~ 25.02 ~ 26.65 ~ 27.12 ~
‘ 28.74 ~ 29.11 ~ 29.81 ~ 31.35 ~ #133.48+/- 0.2 ;
— B XSO REH BT - a8 2-0 B » AR
408~573~6.22~777~8.15~8.80~11.25~11.47~12.44~13.09 ~
15.57 ~ 17.63 ~ 18.66 ~ 20.85 ~ 26.65 ~ 127.12+/- 0.2 + LAz
—{E X-SHO KBS BT - REE CERERE 7 25
—ERIAMELEEETY - T EAEERIWE 8 FTERE LR
—EAIAMES LT - RS RGBS 1677.0 - 1600.0 -



1426073

‘ P-1722-5% Claims 102/7/9 {51E
1557.5 ~ 1498.3 + 1462.6 ~ 1403.0 ~ 1318.4 ~ 12725 ~ 1254.1 ~ 1170.0 -
1138.7~ 11016~ 10602 ~ 1016.4 ~ 966.7 ~ 932.7 ~ 902.4 - 855.5 ~ 8015 -
7858 + 6940 - 677.9 - 665.4 ~ 631.7 ~ 5327 ~ I 411.6 AFH;

Hropidg [ B R EERREEE - R LHER

PR O ZAGHE I Fr23R&
Hon
® faiE vV ERE O —EEE RESSHEUTEEZEE 828

— B BRI X- SR REHER - 88 2-0 & » FURn
3.74~4.15+7.5-833-9.61~11.16~ 11.61 ~ 12.49 ~ 13.29 ~ 13.64 ~
14.41 ~ 1543~ 1574~ 16.90 ~ 17.71 ~ 18.25 ~ 18.74 ~ 19.30 ~ 20.43 ~
21.78 ~ 2320 ~ 24.26 ~ 24.78 ~ 25.11 ~ 26.03 ~ 26.86 ~ 27.25 ~ 28.00
29.05 ~ 30.07 ~ 30.91 ~ F132.05+/- 0.2 ;
® —EEREH X-SHENRBRHEY - 858 2-0 & @ BN

4.15~7.5~833~9.61~11.16 1249~ 13.29 ~ 13.64 ~ 14.41 ~ 16.90
18.74 ~ 24,78 ~ F125.114+/- 0.2 5 LUK

—{8 X-SH KRS B - REE LAEERHE 10 2%,
—{EFLMRIREET - B DAEEIRMIE 11 Fr23R%E © LUK

—{ERLAMROLREETE - HATE SR AIER 1671.0 ~ 1601.0 ~

1557.5 ~ 1503.3 ~ 1462.7 ~ 1404.1 ~ 1319.8 ~ 1274.4 ~ 12549 ~ 1210.2 »



1426073
' P-1722-F5 % Claims 102/7/9 {E1E
1139.1~1102.1 ~ 1062.2 ~967.4 ~933.5~902.8 ~ 845.0 ~ 801.4 ~ 782.9 -
6938 ~ 677.7 ~ 663.6 ~ F1 630.2 253 ;LAK |
— R R A E 50 - E EABRIRANE 12 FR2 5
=
B
MEVIEEES—EEE  REEBSBLUTHTHEZE B &

® &
—{B BRI XS KRS XRPD)EE - B8 2-60 & ' £
ALFY 10.1, 12.1, 13.3, 14.5, 15.0, 16.0, 16.6, 17.0, 17.4, 18.8, 19.2, 19.7,
21.1,22.3,239,24.2,24.8,25.7, 261, 217.6, 28.6, 28.9, 29.3, 29.7, 30.0,
30.5,30.8, 31.3, 33.3, 33.7, 34.3, 35.0, 35.5, 36.5, 36.7, 37.4, K& 39.5
+/-0.2;

® —{B B XS RRH XRPD)EE - B3 2-0 & £9
ALY 10.1, 14.5, 16.0, 21.1, 24.8, and 25.7 +/- 0.2;
— (BB X-SHR KB XRPD)ER - B8 2-0 & £
LA 14.5,16.0,21.1,24.8, 1 25.7 +/- 0.2;
—{E R X-FHER KRB XRPD) B - B8 2-60 B> 19
RLFY 21.1, 24.8, F1 25.7 +/- 0.2;

—{E R X-SA AR XRPD)E » B& 2-0 B F96R
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P-1722-% %t Claims 102/7/9 fZ1E

10.1 +/- 0.2; A K%

—(E X- SRR AHET - (REE LARRHE 16 F2EE,
(TSGR B - S EABEIRANSE 172 - W 170 - B
17c ~ FOMFE 17d ATERE LAk
TGO ETY - B SRR TE S 1607 - 1555 -
1468 ~ 1400 ~ 1361 ~ 1316 ~ 1280 ~ 1218 ~ 1165 ~ 1102 ~ 1014 ~ 976 ~

® 938 ~ 760 + I 698 235 LAR
— RSB EE R TE I CAEERE 18a - HiE

18b ~ FIFfIE 18c FT2IRE -

2~ WIHREEEANERES | HATle TRASEEE > KAl S
eafd AY(IR,2R)-7-8-3-[2-(2,4- ZFFE)-2- 18- 1-F E
-3-(1H-1,2,4- =M 1- )N 5] EEDRIN-A(3H)-BR(RAERE 10 Hrp

Rl BEAES—ENE  REFSHUTHEEZFE 85
— (& B X-5 5585 FR#EES (X-ray powder diffraction ; XRPD)
B - E& 2- 6 (2-theta) A& » #IHLHL 4.11~8.2229.39 - 11.29
12.41 ~ 13.21 ~ 13.62 ~ 1443 ~ 1493 ~ 157~ 16.74 ~ 17.3 ~ 17.57 ~
18.79 ~ 20.88 ~ 21.88 ~ 22.62 ~ 23.64 ~ 23.82 ~ 25.2 ~ 26.77 ~ 27.21 ~

28.57 ~ 29.16 ~ 29.97 ~ 30.75 ~ 31.35 ~ 45.28 ~ 48.87 ~ 55.02 +/- 0.2 ;



1426073
' .P-l722-Eﬁ Claims 102/7/9 {ETE
—E B X- B REHER - 88 2-0 (\IE @ IR
411-8.22-9.39~11.29~1241~13.62~16.74~17.57~18.79~23.82 ~

F1252+/-02 5 UK

— B XSRS BT - (REE FARRNE 1 -

3+ AIEEAERAEE | BT SR ANBER AR, » O s

® FRZRAI(IR 2R)-T-83-[2-Q4- IR 2158 | R
-3-(1H-1,2,4-=M¢-1-F) N &) ek 4H)-FR(RERE 1 Hr
G BEE O—EIE  REE AL THESEE  as
—ECAMEOLR Y - S EASRAARE 2 FFEEE | LR
—(EATAMSOLEEETY » EFE A Ea B S 16733 - 16000 -
1557.5 ~ 1501.2 ~ 1462.7 ~ 1403.9 ~ 1319.4 ~ 1273.9 ~ 1254.6 ~ 1139.0 ~

' 1101.8 ~ 1061.8 ~ 967.2 ~ 902.7 ~ 801.3 ~ 783.6 ~ 664.1 ~ X1 630.1 4~

5

4 NFAGEEAEGESS | IHATl e TREERE - Atz &
A B I (IR,2R)-7-&-3- [2-(2,4- — A H)-2- 785 1- &
3-(1H-1,2,4- =0 1-E) 2] 1E-ACH)-BRARAS RS 1 Hite
| BE—EWEFHAERAEERE - B LAEREHIE 3 A



1426073

P-1722-FE 37 Claims 102/7/9 {&1iE

2HE -

5. AESFEFGEE | EAGLY SR MR EAIE, - K
EISRAI(IR2R)-T--3-[2- Q.4 TS0 FS 1 Bt
3-(1H-1,2,4- =W 1-F0)N EE] EEen-AH)-BRRAERE I H A

BT EEEO—EE  REESEU THEZEE B8
® — BB XSS - Ba 20 (18 » SRR
2.72~531-635-798-837~901~11.4~11.7~12.6~13.15~14.42 ~
14.98 ~ 15.93 ~ 16.77 ~ 17.56 ~ 17.91 ~ 18.86 ~ 19.37 ~ 21.08 ~ 21.78 ~
22.31+~22.82~23.84~2532~26~26.83~27.35~28.5~2896~29.38 -
30.14 ~ 31.58 ~ 32.41 ~ 33.63 ~ 34.94 ~ f146.1 +/-0.2 ;
— AR XSS R ER - B8 20 B 16
. 6.35-798837~11.4~11.7~12.6~13.15~14.42 ~ 1498 ~ 16.77 ~
17.56 ~ 18.86 ~ 21.08 ~ 23.84 ~ 25.32 ~ 26.83,#127.35 +/- 0.2 ; LIk

—{E X-S R RSB - (RERR LAERRIE 4 Fr238% -

6~ ANEREHFEFEESE | ETlZ Se 2 e saa = EfAmfite iE
IR 2R)-7-8-3-[2-(2,4- & F5)-2-RE-1-FHE
-3-(1H-1,2,4- =M 1-Fo) R 2E) EEnRI-43H)-FR(RAERS 11 HA



1426073

P-1722-% % Claims 102/7/9 f£21E

S AT —ENE  RRESE TEL R B
—EATSMERETY - EHE AR S FTEEE LR

— (TSR ERY  HFE SR ATE RS 16770~ 16000 -
1557.5 ~ 1498.8 ~ 1462.3 ~ 1318.2~1272.4~1253.0~1170.2 ~ 1137.7 ~

1102.0 ~ 1060.7 ~ 967.0 ~ 932.6 ~ 902.0 ~ 857.2 ~ 801.3 ~ 785.1 ~ 693.5 ~

664.9 ~ 1 630.7 25" -

7+ MIEGEEFGES | S 2SR - KRS &
EFIREI(IR,2R)-7-8-3-[2-(2,4- — R0 S0 1
3(1H-1,2,4- 061 E)PIHE] PR A(SH)- (RS 115 Lo
T B — (B R E R R R 2T TS HAERIAANTE 6 A

2IHE -

8~ UNEFEHEFIEESE 1 TEATl Se 2P et 2 HRATltg &
a2 TCAY(IR,2R)-7-&-3-[2-Q 4- ZF/AEE)-2-RE-1-FE
-3-(1H-1,2,4-=M-1-F0) PN L] ERbk-4(3H)-BRRAERE 11 5 E A
i I BEED—EE REESFUTEECEE 28
—EESEEI X-HRHRKRNER - B8 2-0 (L& @ A0

4.08~5.73~6.22~7.77~8.15~8.80~11.25~11.47 ~ 12.44 ~ 13.09 -
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P-1722-3 %7 Claims 102/7/9 {B1E

1433~ 14.68 ~ 1489~ 15.57 ~ 1635 ~ 1668 ~ 17.27 « 17.63 ~ 18.66 -
1932~ 20.85 + 22,12 ~ 22,49  23.58 ~ 24.63 ~ 25.02 ~ 26.65 ~ 27.12 -
2874~ 29.11 ~ 29.81 ~ 31.35 {1 33.48+/- 0.2

—{E BRI X-HiERKESER - B8 2-60 UE @ R
408573622777 ~8.15~8.80~ 1125~ 1147 ~ 12.44 ~ 13.00 ~
15.57 ~ 17.63 ~ 1866 ~ 20.85 ~ 26,65 « FI27.124/- 02 LR

@ —{F X-SHER B - (REE CAERKE 7 R .

O JEFEEFISEL | HAT Se 2 MRS AE > HAmls &
en B AI(IR,2R)-7-8-3-[2-(2,4- @R ED)-2-FREL-1- AL
3-(1H-1,2,4-=Me-1-F0) PN EE] EEmkibh-4(3H)-BrRRAGHE 111 EF

S EER —ENE REBSEUTHEZEE a8
@ —ERL/MRCRE BT - R DARRISHIIE 8 AT & DUK
—EAT/ R EREETY - EFTREEEEHRAIER 1677.0 ~ 1600.0 -
1557.5 ~ 1498.3 ~ 1462.6 ~ 1403.0 ~ 1318.4 ~ 1272.5 ~ 1254.1 ~ 1170.0 ~
1138.7 ~ 11016~ 1060.2 ~ 1016.4 ~ 966.7 ~ 932.7 ~ 902.4 ~ 855.5 ~ 801.5 ~

785.8 ~ 694.0 ~ 677.9 ~ 665.4 ~ 631.7 ~ 532.7 ~ FI 411.6 253" -

10 ~ AIFREEEAIEEREZE | AT Se 2 MFFE A2 » Erp Pt 2 /5

10
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' P-1722-F %7 Claims 102/7/9 ETE
B Z (1R 2R)-7-8-3-[2-(2 4- Z B F5)-2- 78K 1- &
-3-(1H—1,2,4-E%;1-%)W%] HEMINE-4(3H)- B (RisAE T © HoApid
8 1 S — B AR S S 50E - S0 LAENE
OZAERE TN FTEIRE -

1]~ IIEREEAEEE | ALY SRR, - HFY
® KERTIFAI(IR,IR)-T- 8- 3-12- (4 Z IR0 ¥ -
-3-(1H-1,2,4- =M 1-F)N ] BEMIN-4GH)-FR{RERE IV - K

e IV BEE S BN REE AL THEEE B
BRI XS REHET - a3 2-0 [B - $RH
374~415~75~833~9.61~11.16~11.61 ~12.49~13.29~ 13.64 ~
14.41 ~ 1543 ~15.74~16.90 ~17.71 ~ 18.25 ~ 18.74 ~ 19.30 ~ 20.43 ~

‘ 21.78 ~23.20 ~ 24.26 ~ 24,78 ~ 25.11 ~ 26.03 ~ 26.86 ~ 27.25 ~ 28.00 ~
29.05 ~ 30.07 ~ 30.91 ~ #132.05+/-0.2 ;
— B ERE X-BHR BT - R 20 A8 - AR
4.15~75~833~961~11.16~12.49~13.29~13.64 ~ 14.41 ~ 16.90 -
18.74 ~ 2478 ~ F125.11+/- 0.2 s LAK

—{i X-HER RS B - (RER CAERHE 10 fr2HR%E -

11
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102/7/9 B1E

P-1722-% # Claims

12~
®
13~
@

14 -

R EAIGES | B SR AR ER R oY
FERIIRKAI(IR,2R)-7-8-3-[2-Q4- —EF-H)-2-FRE-1-F &
Be(IH-1,2,4- S0 1 5P EEIAON AGH)-BRRESHE IV ¢ Hch
SHETV BB —ENE e S EL T E B e
—EATAMEEETY - BT CARERANIE 1| TR © LR
—ERIIEETY - B2 R (B 16710 16010 -
1557.5 ~ 1503.3 ~ 1462.7 ~ 1404.1 ~ 1319.8 ~ 1274.4 ~ 12549 ~ 1210.2 ~

1139.1~1102.1 ~ 1062.2 ~ 967.4 ~ 933.5~902.8 ~ 845.0 ~ 801.4 ~ 782.9 ~

693.8 ~ 677.7 ~ 663.6 ~ FI 630.2 53" °

AIEREEEAEE S | ATl TR ESEI - HpATie
FEEREFUAI(IR 2R)-T-8-3-[2-Q 4-— 5852785 1- HF &

-3-(1H-1,2,4-=-1-E0) PN 5] EERRR-4(BH)-BR(RAERE IV © HAks
BV B —EEREFERREEKE - R LAERRHIE

12 T E3R%E -

INEREFEAEEE | TEFi e ST Rii=  Hhpmis
,%E%zft'{fcé’ﬂ(1R,2R)-7-§-3-[2-(2,4-:%%%)—2-@%-1-Eﬁ%
-3-(1H-1,2,4- =M 1- )P 5] MEMWR-4GH)-BRREHE VI Hob

12



1426073

P-1722-8 #r Claims 102/7/9 fE1E
EREVIEEEAD—ENE - REEBSEUTHEECE H - &
=
— EE R X SRR - B 20 (B » AR
374~ 41575833 ~9.61 ~ 1116 ~ 11.61 ~ 12,49 ~ 13.29 ~ 13.64 ~
14.41 ~ 1543 ~ 1574~ 1690 ~ 17.71 ~ 1825 ~ 18.74 ~ 19.30 + 20.43 -
2178 ~ 23.20 ~ 24.26 ~ 24.78 ~ 25.11 ~ 26.03 ~ 26.86 ~ 27.25 ~ 28.00 ~

® 29.05 ~ 30.07 ~ 3091 ~ I 32.05+/- 0.2 :
—EERF R X-BA0 KRR EY - B2 2-0 [E @ RN
101~ 145~ 160 ~ 21.1 ~ 24.8 ~ 125.74/- 02 ;
—{E B X-FH RERHER - 8218 2-0 [E @ 6N
145160 ~ 21.1 ~ 24.8 « F125.7+/- 0.2 ¢
—{E B X-B0 REHER » 8218 2-0 (& @ R
o 211~ 24.8 ~ F125.74-02 :
— BB X-BRmRKEREY - 85 2-0 A& R
10.1+/- 0.2+ LK

— i X-S5H KRS B - RERR_EARRIRMIE 16 FT 23R4 -

15~ WEREEEAIEES | WAl SEE MRS - HAmie
FEER U ZUHI(IR,2R)-7-&-3-[2-(2,4- ) 2- 78 - 1- i &

13
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P-1722-5 % Claims 102/7/9 f21E

16 ~

17~

-3-(1H-1,2,4- =M 1 - BN E) BRI 4(3H)-BRAEHE VI H
8 VI AE B —ERE RRE S EU e YRR B
—(ERTSMBESETY - SIS EABEIRAWIE 172 - HIE 170 - BOE
17c ~ RO 17 FF 250 © DR
—(EATAMBOEETY - HFF SRR B S 1607 - 1555 -
1468 ~ 1400 ~ 1361 ~ 1316 ~ 1280~ 1218 ~ 1165 ~ 1102 ~ 1014 ~ 976 ~

938 ~ 760 ~ A1 698 3

INEREEEAEEESE | ATl SE MRS A I T - Hopprlie
Aheafd ZUHY(IR,2R)-7-&-3-[2-(2,4- —F A E)-2- 785 -1- A
-3-(1H-1,2,4-=P%-1- )N B EERRIR-4(3H)-BR{RASHE VI © Hopks
B VI B —EERmRAEREEEE - R AR
18a ~ Ff[El 18b ~ FOKTHE 18c ATEIRAE -

W FHEA GRS IE R 16 AT —Eflle ST Mg Al
IR, 2R)-7-8-3-[2-(2 4- ZFAFHD)-2- 78 F- 1-FH £-3-(1H-1,2,4-
= 1-E)RE] BEWIR-4GH)-BH » IEE TSR (D) BT E AR
K > (READIN10%E & LA EAthAS ST S BRI 2 =0/

(1R,2R)-7-8&-3-[2-(2,4- “HAH)-2- 785 1-FHEE-3-(1H-1,2.4- =%

14
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P-1722-F g Claims 102/7/9 {£21E

18

19~

20 ~

21~

-1-B)NE] EEEE-4(3H)-E

. WIS ERIGEE | EES 16 H Y =R S
BT+ (IR IR)-T-3-2-Q 4 T2 FE A 1 B
-3-(1H-1,2,4- =P8 1-Z0) N3] EEI-4(GH)-BRRVAS &3 =0 X5
IR TEERS » BB 0B -

AR EAEEESE 1 THES 16 M E—TEATllE Se MRS,
B HEAREERIITR 10%EE£LL -

WIEREEEFEEE | TEAE 4 THEEF 16 T A—EflZ 58
EFERESRET > EF(R2R)-7T-8-3-[2- 24- ZFAE)-2- 785 1-
FREL-3-(1H-1,2,4-=Me- 1- BN EE] EEMEM-4(3H)-FREVAS A BERGRE
VI ARFEXT 25°CH0 C0DIEENEE T » AJALERFED 6 A -

—(EZEE Ry > BE
—EEAIHEY) (anti-microbially ) BRFLENE (antifungally)
PIERIAIFRFEEFIEEES 1 THEE 16 H A —THATlle 58 25
BRI AI(IR,2R)-T-8-3-[2- (2,4- ZH ) 2-FRE-1-FE

15
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' P-1722-5%7 Claims 102/7/9 #ETE
—3-(1H-1,2,4-Eﬂ%-1-§5?§%] EEVIR-AH)-BR 5 LUK
—(EZERHE2 AT AR -

22~ —FEBREERIE  (RAFNEER K/ STER — B PLIERI R E I
BRI B/ SN FCAS ( Chagas Disease ) FYBSZERITIFER
R —EE R ERINPFEEESE 1 THEE 16 (I A
® Fisfid 52 APRE AT (IR 2R)-7- B30 Q.4 “ B>

CEL-1-FHEE-3-(1H-1,2,4-=ME-1- B0 R E] EEmE-4(3H)-FRER R
BREELIA -

23 ~ —(ESMERFEFIEEEEE 1 HRE 14-16 HII—HEREE © /&
BUH(IR 2R)-T-8-3-[2- (24-ZFFE)-2- 785 1-F55-3-(1H-1,2.4-
) =k 1-EDNEE] EERIN-4(3H)-FRH) —EGaL REAG R VI RYRAE -
BE
feRFI—EEMERNRE S (1R, 2R)-7-8-3-(2- QA4-ZHAE)-2-
FREE-1-FEE-3-(1H-1,2,4- =0 1- ) PR &) EEPRIM-4(3H)- Bty —
BRSPS FEEATHI(IR 2R)-7-8-3-(2- QA4-Z@FE)-2-
FREC-1-FFE-3-(1H-1,2,4-=M8- 1 - B0 PR EE] EEVRIM-4(3H)- B
EHABHREEESE ZE (ethanol) -+ FEE (methanol) ~ £R

16
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P-1722-8 %t Claims 102/7/9 E1E

B2 (isopropanol ) ~ IEPNEE (n-propanol) ~ FIPNEA (acetone) ZEF
|

o

24 —(EBMEEREFEAEELSE | HRE 14-16 HZAEIENERE - {7
BUE(IR,2R)-7-8-3-[2- (24- ZFFED)-2- ¥ - E-3-(1H-1,2.4-
=0 ENEL) Bk 4GH)-FRR) —ERS LRSS VI IEHE

® s
R —EEIREEER - fRAR2R)-T-&-3-[2- QA4 ZHFK
H)-2- ¥ RE-1-FEE-3-(1H-1,2,4- = M- 1 - B0 R ] EEMEIR-4(3H)-FR
H— K MBI — (MR ENR S O IR ERER B
BIREEEEE ZEE (ethanol) ~ FIEE (methanol ) ~ ZRNEE
(isopropanol ) * IERIEE (n-propanol ) ~ FIER (acetone ) Z B¥3E
® MHFE S EE SRS VI RIEFTIL AR EERIFER (IR,2R)-7-&
3-[2- QA-ZHEAE)-2-RE-1-FE-3-(1H-1,2,4-=%-1-F) A E]
[EEmARIR-4(3H)- FRlfS aadrit + PAK
SRS RS VD RIGFTIZ (IR, 2R)-7-&-3-[2- Q4-ZF K
0)-2-FREE - 1-FHEE-3-(1H-1,2,4- =M 1-ED) PR 55 W mkibk-4(3H)- I
HIAGEL R VI 3 BEHZKR -

17
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P-1722-47 Claims 102/7/9 {ETE
25~ LNEREEEFEEE 23 THEEE 24 THATlL B2 - HpATil B

26~

27~

BB EHRLES -

AERSE B SEE S 23 TEEEE 24 TR~ 848 » Hrbh Az B
BORBURZEE » BARLIZEE - /KZBEELLERE 1: 12120 &
KIESTF -

ANER SR A HEE A 23 TEEES 24 TERTI S S0 - H R AR IERK
B ERZIRI(IR,2R)-7-8-3-[2- Q4-ZHEFE)-2-KEH-1-FHE
-3-(1H-1,24-=M¢-1- BN E:] EEMEk-43H)-FR - f2—1{E(1R,2R)-7-
F-3-[2- Q4-ZHEFE)-2-KE-1-FE-3-(1H-1,2,4- =M 1- BN EH]
EEURIR-AQH)-FRRERTY - SR SSRE TV -~ B8 V - S

&

18
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