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Rt B Y-S S

AETBRARREH XKl t, AANHRPREH B
24y S-xtmkdk, B (S)-1-[3-(—FR&E) AX]-1-(4-KEXX) -1, 3-
—in -5-F X HFekvhak, ARLHE Tk,

EAHX
BRELE—F DR RE, RATH LOHE S FHAR
A FFIEH:

NC

BR—FREN, PAEERA 0K E G- EB; S-HT) AR 4
#, MEREHAIPMERL. HBKE 24 DE 2,657,013(#8H F US
4,136,193) P4 k.

—H, 4-4-CTFRE)-1I-(-REX)-1-BE-1-TX]-3-(#
FX)-FiF, RAGHIHEERELETRAGAEH OB ELE
+H]% 4,650,884 A,

F X & S-sFmik (Ris£-4)
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NC

uy

B AR BRI MR AL E A5 4,943,590 . EP %
FlPHF 1,200,081 AT HRELECHTHBEMRBGAE, VO
02/087566 #& T 4R4e$ M F 4 772 F M SSRIs A BB K # A&
EHEABRATAAFZHAEARGAE.

REECHHEFT LB ELBEFF 4,943,590 ARXAEH 3+
F) o & I

AP HEHRET B ANEEECH TR, ERE. ket d
HHBAL-(HD-BERMRLE. BT R EH, SNFLE
EHHFIER.

B2 EReELCTFEAR—FRIFFRE, TE—FReLH
Tk

EFERETFHBHULSHHEHEIRY, EXRAHENEKETUAR
EXRAHFEHTHARLT =T AHARFANER., XBREFB LA TF
BEEHERBRGGRALETY B, NEF IR PERA #HE
REMGLEHEK, FIERBRGEIEES, —-F=HANRTEY
REER &, SAENRHA, S5L-BEREBANHER-FEAZH
B4k

B, LitRedons iR eEREREEE Y.

ELMpBpRY RS REES G TG HRFRSD.

RLEAR, BAKSYELREALRESHTTAHEL BHHK
LRk 8.

AL



200380106377 5 A I I R YA

AEATELLR B LN X el d (S-Hakd ),

A—HHANHEAFTEY, REABTREAKFLEH R {AEHY
ERLl TR B T &

A ERHANAEEFTREY, RAVTAKEY XGEkEdSR
g 3k

AEAEP R~ SR L ERMER —FHASHHFETHR
FRAERFEN G B o).

BE, XEATERANER 1-2 SiReEC8EREEMNEN T
SRR B AL M PR, FEWREGLET OIELATATR
SSRIs #ATHAREAEAARLGEE. W2 EHHRA Bl—BRAR
F. HXERHES, ZAMEN, AGEEAMERRABRELE, AR
BAREEAOGHEFBAEHES., £ XB2AHE. FFHEBAWBER
angoraphobia) . &M E MMM, HlFTRE. REEFEMNERRE
B, SHER Y. ABWARER, ARF., FAFHEHHES, 2&H
FEVTHLERBEERBGHER.

B LA

REER, EHEATROALEZLFFHEY, BRBEELK
£ THEL, Ritw, BRPTHELE: FRe$CERE-FL
REMNT, SlrRRAKHSTEYR, slTERTER. Kk,
FEKERNZE—FRHBRMAKGEN. SERRAEGH XA LR
5.

HELRROECERREN S —FHF RO A—FAREN
(Blde A8 ¢, BEHEANEHNBALKRLEIAE, FHERK
BHAKERINFAKER. RE, FAFHERGESEF S RF
NE| A B O — A WM P R T

HEL AL CAERENY P =FHFE G FLLRKER
MANBMRAEECHBRT, HFEE, RERBAUFHARELAAR L
Sot ik REK (Bl B R FEIF BB RMF &L
AR, AFEA—FBATRANZATR) . RedCHERTRAE
BA. d3ER.
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A A HCl HARMEE: £—A 250 ol BARAFEAN 5.7 8
RSO EakA 120 ol AR, BHHERSBELIEMHQERN
k. #RGMAINE ST, A THAHCL TR 20 547, REAEWK
AXFHPiEE., REARBEEBE. RE, RRAOMWEAEZTRAKE
—Frd, BAFEARALH BT MM E ISCETFART(ERR0.5
BRGARER). SIRBEMEATFHAE, EREHZR, FERS
#HESCEA, SEKEERWR, FHINANAFERTTFRGOCT
HI-VAC) E—## K. $XIHBRKYFHBETFTERF, HEAEALT
BRICKGE, EHh—Fdh. RASHIRGEN XB @bt TES
fy. 2R S RBAREH A —FEEF0.

B) Fl HBr A4kt 4T84 LB 4§ HBr RARBAF AMER ¥,
AR HEITRRERE. ARFAMTRALEREEYR, 2AEMNT
AR (0.5 BRER), ART—HAGgEHEEK, KEZEK, A
ARk, FB—HEHPA. BiIs k. HPLC f HNMR # % X
SRR RRE, AR EARTYLE, HiaHRAHGHER
BEFERFY, XAACEATREY.

C) AXREMNMATHERE: XL BEReTFERT: AR
O E A TR 2-AMPHER(EH 20 % w/w) FHim 0.9-1.0
BEEGETTRL-AF 6 HBr (g). WA IOSHA, BREAKRK
. RIURE 2-RBEZIGEMNFFE, BRSSP AERETAR
EHMAGEGEMN, BRER, HFERLALERWNHE-RGREHTF
A NG &) ER .

TARRRENG IR,

AR B ER PR iR #0808 ST
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&M B $h & (HPLC) | & &

H¥ 81% 99. 1% 131C
MTBE/IPA(200:55) 72% 98. 3% 132C

IPA 67% 99. 4% 133¢C
MTBE 93. 4% 99. 2% 131.6TC -
THF 54. 5% 99. 95% 133.9C
TH 30% 100% 133-134C
ETH 67% 99. 9% 133-134TC
FTH 66% 99. 6% 133-134C
T #/IPA (4:1) 82% 99. 9% 133-134C
2-THEE 85% 100% 133-134C
MIBK 75% 100% -

2- ¥ & -THF 84% 100% —

1, 4-="%% 65% 100% -

78k 91% 100% -

EtOAc 88% 100% -

MTBE=F R4k T X & ; IPA=FA8,; MIBE=FRX R TX®:; THF=w& =
wh: EtOAc=Z B8 7 &Y.

RETHEEN, L. 8. LHEAERRFAHE, 22K
AR

A—F T HRREFRGREMRAE 2-AET, WA 0.9-1.0 HFH
AREEH, KREMNFELEBES (Pl 2-A8AFE)REK,
XA T ik AAF R,
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