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L) ICAEI g% DI FLNI—FTI/~FHUERRE (1 :1Tvol
/vol%, 2L) ICETFLTCERBItEL, THAVYFT—Yavk, 1B
F&i2%517>T, 2b20PCL (EIE:~100%) 287k,

BE., GPCORENSOKRDE2b20PCLOKTEHNFEIEL3600
T, Mw /Mni31. 167%£->7,

[0150] &/, B5Nh7/=T4b10OPCL] & T2b20PCLJ IDWT, T
DEHFET'H-NMRAEZITW. ZFLTFTILFLVALRZILEDEYIRL
WAERDR, AR MLERG6 (4b10OPCL) . RV, ®7 (2b20
PCL) IZRL7. BB, HFPDREE—VIIfINfza~dDiEsIE. 4 b
TOPCLOEEARMT 2E—IHFH8ICRLAEBERDEKRRFICE
YHTHNBIEERLTWS, 7FITILFLUYAIKRZILEDEYRL
HiZ, dE—VDEDEICNT S, bE—VDEDE (b d) &ELTKD
720

ZDRER. 4b10PCLIF10, 2b20PCLIZ18E>1,

[0151] - NMRAIESRE

AIEEE: 300MHz NMR (JEOL#H)
A/ EKFEsoORiLL (CDC )
HABEE:~10mg,/mL (1mass,/vol%)
BEEYPE T hIAFLIZY (TMS)

MEFZE : "HRIE HIBEKRHIOOMH z
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[0152]

[0153]

ERIZRIMNIUIE: Oppm~10ppm

A= F7

NIV :90°

BEDO% : 8[

T —RF v 2[g

RERE : =8 (20~25TC) C
(&@fl4 : TAbS5O0OPCL—m] YO0/ T—DARK)

4 3IKXFE OBAPCLYY/OFE/Y— [4b50PCL—m] 2LUTFD
FIRIS B> TEK LT,

9. 4b50PCL (40. Og, 0. 0016mo |) #FEL. #
E7523I%L. THF (Fh5ERA75Y;300mL) ICR@EXE
oo BEIBRBLBIC, RKLAEMN)IZFL7ZEY (10, 2mL, O,
073mo l) Z&HML., LIEFSKEB® L, RIC, ARZ7ZX3%KD
. 7oYOq4s054 K (6. 38mL, 0. 067mo |) &ML,
RinEFEEIER, 1 HEARBIEZE., X9/ —IHRICEIBRI L, &
W DBREDH, BiiEk%E 3E#BYRLT, 4b50PCL—m] (@O
INE : ~80%) =187,

(&@fI5 : T4b1OPCL—m] YO0/ Y—DAK)

493I%XF 1 OBHRPCLYY/OE/Y— 4b10PCL—m] 2LUTFD
FIRICHE> TEK L T,

9. 4b10PCL (51. 95g, 0, O11mo l) L. X
E7SZXAICBL. THF (300mL) ARSIt L, BRRITARBLLE
e BIAKLZZMNYIZFALTIY (27, 97mL, 0. 2mo |) Z&HML
c LIES<BI LA, RICC ARZ7ZZ2a%ZK80L. 7o70a4io054
K (10. 98mL, 0. 135mo |) #&KML. RIGERB I, 1
BERISIELE. X§/—IVRICELIBRI S, THYOREDLD., B
MRk %A 3EHEYSRLT T4b10OPCL—m] (BUXE: ~94%) #1587k

(o)
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[0154]

[0155]

[0156]

(BFfI6 : T2b20PCL—m] ¥/0OF/T—DAER)

2R 1 OBKPCLY Y OE/Y— [2b20PCL—m] £ TFD
FIRIS B> TEK LT,

9. 2b20PCL (50. 58g. 0. 0109mo |) #FEL.
REZSZAAICHL, THF (300mL) ITABIEL, T2ISEMLEL
BIC, BAKLERNYIFILFPIY (13, 47mL, O, 0968mo )
ZEARMU. LES<KBLE, RIS, ARZ7ZX3%KA80L. 72004
sa54 K (5. 29mL, 0. 0652mo |) &%KML. RIEAEREBX
7z, 1 HRARISIEERER. X4/ —ILHICELBRItEZ, FHMYOBRED
=%, BB AE3IEBYRLT 2b20PCL—m] (EIRE: ~94%
) BB,

[=MEFI1 : EBM 1 DEK]

4b50PCL—mM500mg&, 2b20PCLM200mg, R
. BEERYYAILDTOmg (4b50PCL-—mMO2BE®) 5. ¥
Ly@695ulilima. B LTEEIE. BKR (k) 526875k,

RIS, LEEBAREHSZRAEROLISET L, RERZEAORY T ST
AOIFLVEIR—Y— (0. 2mm) #NLTHS RERTHMIAH.
BBENSRNEIAVWEDICI Yy TTEEL. 80CTOF—TVICANT,
Nz IREULERFTELTRES (Eh) Itk A7 XERISELE
D7 AILEHBESIE, PEMNVATEESEL, 7E M Z2HEXRET S
CETTAINLDEERT o,

BRI, A9/ —IHRTITAILERMEI L%, RELZBRE 1KRITOC
ET. Semi— I PNTAILZERRE, BB, 74040 (i) 10cm
X (#) 10cmX (EH) 0. 2mmODAXXITER L. %Bihd 2E{HT
3% (M) 6cmX () 5mmX (BE&) 0. 2mmictIYH L TERL
1o

RIC, O, BEE MEBEBERDZELIIC2—IFIAFHUVBIAIET Y
AOOX&VICHRML,. TRFILHBRMERERESL .
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FRDEHICHYHELESemi — | PN7 4 JLA%ERT RFILATHSER
WHRICEBTI30ONREEL. IRTISHMEASEIEL,
[0157] RIS, TRATINRBMERNS T IV LERYEL, KKRETICHELT
—EOBEEREL. BIC. BELZBRIETEM 1 2575,
[0158] [EMEHI2~5 : EM 2 ~5 DEMK]
FERLAEELELEEMOREER. KU, & T¢I, FRLEEDFILEY
DFELE. RO, BER1ICHBHLAEBY & LAMAEERG1 SAFICL
THERM 2 ~5 ZFAR L 7=,
[0159] [=EH&fI6 ]
BATEEMEERLAN > EZRWTEERG 1 EBERIC L TERE
51 6 DERH 6 %= AL L 7=,
[0160] [Ltb#fl1]
IZTFIITRMIERIOREI AN 2 2 & 2BV TIEERA 1 EBAFIC
L TRl 1 OF#MC 1 ZRAL =,
FERRHMOULFZRTICRLE, b, R1ICEITSEMIE. Z0OLLE
MEFER LA >/ EERBKT %,

[0161] [&1]
1 Bk asw BHresy B#&
4b50PCL~m | 4b10PCL-m | 2b20PCL-m | 4b10PCL | 2b20PCL

(mg) (mg) {mg) (mg) (mg) | (mmw)

HH 1 500 200 0.2
ErEHe 500 0.2
ERE 1 500 200 0.2
EhH 2 500 100 0.2
kR 500 400 0.2
K4 200 300 200 0.2
EEHs 200 300 200 0.2

[0162] [D S CilzE]
DS CHRIER. mEEBERENWE (TAT7AT7/12H,. [X-DSC
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[0163]
[0164]

[0165]

[0166]

7000 ; BRERE) ZHVWTIT> 7

ERLEEBIE. UToEBY THS,

- EHEf 6 DERH 6
- LhEI 1 DEBAAC 1
- EHEGI 1 DERM 1
B 1%&140CICMEALT, TORAMULAIRTILRELRIG 1 BIEOD
A1 (TEM1 11 &Wwd, )

BRI 1 AEEICT40CICMBAL T, ZO®ERDEALAEMT 2
BRI 2%FEICT1 4 0CICMBAL T, ZOHEDE LIBT3

FEAHE, ARE. THRAEREDBE. BHICDSCHERICH L,
REBSR : TIVIZOLBY TNy (¢ 6. 8mm)

ABE - YA X HUTILBIEHNIOmgs L. ERBY Y TIURVICAD &
DICHIT L TER L,
2 N,FEHS (50mL,/ min)
BIAERE : 120TC
SREE: 10C/min
KBTEE: —10TC
AEEE: 10C/min

F7. BABREERNST20CETMRAL. 120CIKELEL. SER
—10C/minDFEET—10CETHAHL. 120CHS5—-10CET
DORETOEAMD S CHifFE pENARE E L THRE L,

RIS, AEOBEN-10CIELEE. SEIX10C,/ mi nOFEET
120CETHRESE., —10CHBH120CETOREBESOEZIDDSC
AR FRBEE L THEL .

R21TIF. 5N /D SCHiEN SHmAR > L@AAERE. XU, RBREE
BanrlLk, b, R2ICEBH L TREEE] ERMBEE—VBETHY.
fERIEEE] IEREE—VEETHZ, B8, BER. MIERUT1H
FTROHT, WEAALLE, BB, EDSCHIEERI~1 4T LT
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[0167]

[0168]

[0169]

[0170]

[%0]

%2 AifERE | FBRLEE
() (°C)
46 55 28
#HCH 57 28
#B# 1 52 30
11 49 16
M1 2 50 5
13 51 16

[PRARDE = 2 5BR]

BM 1 ZB1 5 ISR LT, FARBEROEM 1 OPRIRIZE1 5ICRT &S
Y. TT74ILIK] THole RIC. COEMT1EZR) T NST7IF0TF
L VB OBEICOEARICEENT. Z0mE%E0 ) vy FTEE L, TODIK
EDERM 1 21 61T~ LT,

CODRREDFF, B#1%2140C (Temp (1)) OF—TVICAN
. 2HEERF L, RER. BERICHHEIL. 2y TEBEERYA LR
EDERM 1 21 7IZR LT
B1 708113, 7))y TEeEEEzRYALTER—TIEDL > 74
WLAR] ICIREL Ao, Ihid, M1 OPRRAR1 BICRY 174
WAAR] Do BT 7ICRT THEAR] ICEBEI N (BX#AS5NR)
ZEERLTWS,

BRHE. 2O T5HAR] BTHRTIRAVWT &k, BiRT 2 [IREIEEE
D] ICHEWTEHRBT %,

RIS, PRARDS THHANK] IKEBINAEEM1 2R )TN 7)040I

o

o
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[0171]

[0172]

[0173]

[0174]

[0175]

FLYEY— NTHH BEEN2 cmOBEIC, BORFHEEEM 1 ORF
FEENBEITT 2ARIAE> TEEMIF. Z0OmEE 7Y vy FTEELE
o TOWRRBODOEM1 %K1 8ICR Lz, . K1 8IFILAMTHY . ER
D7 1 ILDEIE. HEBKRTH D,

COREOFEZX. M1 %Z2140COF—TVICAN, 28ERE L
®ER. Uy RUF LS 7040 FLVEY— N R, BERY
fax., BBRICARUALEHM1 21 9ICRLE, BB, 1917 14ILLD
EHAANSEBREINLEDTH S,

B1ODEMIIZ. 7Yy TEEZRYALTERT 70 I5HARKR] I
Rblahof, Thid. M1 OPRIKRART 71T TH5HANR] D5,
BI19ICRY T VTR IKEBEINALZEZRLTWS,

RIS PRARDS T VK] ICEBINAEEM1 2R )T 5704 0T
FLUEL— NTHA BM1ORFAAISA>T IMFR] ([LRY LA
IR TEE Lz, TOREBOEM1 22 0Ix L7k, b, M2 0EH
HOFFIMNSEIZEAMND FE%E. FHWLLENLEBM 1 ORFAEE LA
AETHY., EEDOT (I LDIBIER1 5 EEHTHD, TDIREDF FER
M1%Z140COF—TVICAN, 2EERELE, ®FE, ERICSEL
B 1 2”2 1ICn Lz M2 171 IIVADEAFANLEREINES
DTH B,

B2 108M1IE. 7Yy TEEZRYALTEET 90D T 7R ITIE
Rolahof, Thid. M1 OPRIKRART 9IZRT T) VR A b,
B2 1IZRY TMPIR] ICEEINLIEETRLTWS,

FEORRMNS, I IFEREICHA> TPHREERICERETES
Ehh o,

[FAAREC 88 (D 3T ]

RIC, IREBBEEZTHE L7z, 9. PRRA TotAR] OEBM1 (K
22) #60C (Temp (2) ) iICm#E#L., BlEHIELT. ZOREDE
F. 20C (Temp (3) ) £THHAML,. BUERICRELE, TOHER.
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[0176]

[0177]

[0178]

[0179]

[0180]

[0181]

LHEADNBIZMMIINFOTHRARBEINL (F23) . RIC. TR
DEM1 26 0COA—TVICANILEZ D, TORRNLHARD PFIR
ICE-7k (K24) ,

LEEDOERNL. B 1 IIIREREZE T2 &N Dd ok, Fhe T
FARD S PRARICE BBRICIE. ERRBFD 7 4 L LK (BIAERT1 5D & D7
) IKRZDTIERL, EXHABOPHEIRRTHS. 6HARIC] BB L
LR TX T,

BRH. BMTOBRKLERT150EI%A TT74ILLK] ICELT, 240
[HHAR] KR &, EROFIRICK > TPRIRD T7 1)L LYK
S THtAR] ICEZXRMIONAEZEERLTVWS, EVEZNIE TH
HFARKR] . EZIWMIONEPHEIRTHDEZEERLTWS,

LEOPHIRODEZHAHREMIRECREOTEZ., FM2~5I1CDWT
EEELI-ET A, B 1 EEBOERAE SN,

[LLEBIDERM C 1 DFF]

A1 EBEBROTIR (T4 LIR) ICABLAEMC 1%, RUF KRS
WAOIFLVEOBICESMT. TOWmEEI Yy TTEE L, TOR
RBOFFE, BIMC1E2140COF—TVICAN, 2KEGRE LA, RER
CERISAAIL, VN Yy TEBEERY A LICIRRBOEMC 11, M1 &
ARICOTARICER LEEE L >k, TORBOEMC 122 D5EA L

I, BEHARDEMC 1 DHI>BED1EEZ6 0CICMEL, 5IXMHITL.
ZOIREODFEF20CTHETAAL, BUERICR L, RIS, ZOERED
HMC1%E260CHOA—TVICANLEEZ D, ZMC 1 OHKRIFIFE T7 4
IWLIR] IR 2 T,

B, LHARDEHC1OMAEDTIEEE60COA—TVICANEED
5. b5, BMC 1 OMIRIKIFE T7 1 IIVLIR] ICE- 2.

FEOFERMNL., BEMC 1ICEWVWTIE., 714 IVLRDL THEAIK] AOD
FARDELIE. PRIADL PIRIAANDEERE TR, PERLL THIAAD
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[0182]

[0183]

BETH>Z&nph ok, EVWEANIE BHMCTOPRRIE 741
LRl DFEFTH>IeE&ENDh o7,

Zhid., SEARDOEMC 1 Z5| TEIELARICEMBLLE., SHARK
WKIRREST., BETANWLRICES LI ENLEIALATH S,

->T. FIEORDEEE LAWLEHIOEMC 1 1%, AFKEEBOFEDRD
REBLTWAN D,

[ AR AT BR

PCL (RUA70>7by) RiEHEPSemi — | PNEREBHTED
DIATIVRERIGICET 5 &M%, WO TEE (TMA450:
TA— IA - AVAVI AV M) ITLY, TEROFIRT, AE L,

TMA (2o RIERE
1 :88# 1, B#M 6 RUBMC 1 DEMEZ3 cmX 0. 4 cmDEMIRICE]
YHL. 8mmRIEQRDLDEBEICEY N
2 : 2 TIA0. OTNDEEFEEZSA, FIERE (100~150T
) ZFRE LRE % ¥,

3 BEFHELRICIONDVOTHESZ. TORVT AHIE—EICHER,
4 : ZOROEEICHT 2GRN % RE,

B25, H26RKRUHE27iE. BEHMONERICL > TELSNEREH
TT2H5DTHY. ThEN, B 1. B4 6 RUEMC 1 D BB D AT
BTHd, W25, M26KRUHE27ICHRTEDT—41E. 3 0%V T HHI
MEEDIGA (teh) %1 & L. BBRFE (EH) (I 2R QBNEH%Z R
T (MEEDBADENTHNZIFE,. RABEMPREVWCEEZEKT S) .

B261k. ENFLEMEaTLVEs (Bf#6) TH., REKEFNHLX
ERISHEMERLTHY., Thid, IZAFATERBIRBETCWDEIEE
BKXTDEEALND,

H25ik, B0FteaEWMESEGSemi — | PNEFEE (B4 1) T
2 BICHERT. RBIFBICH T 2 NDOETHEZETH > USBERN L
YREWZ & CRERENICLY RZILQLAEN) 2-LTHEY. Thid,
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[0184]

[0185]

[0186]

EAFEEHNOEEN, TRATIRBRIEDEERVGEEZEET DI &%
BKXTDEEALND,

M2 71k, TAFIXBMESSFERVER (EHC1) TIE, 100~
15 0COEEBTARIABRNMEMERILVWIEERLTEY., Thid,
IRTNRBRIGHBETVWAWVWCEEBHEKT EEEZIOND, TATILE
BRGERITICIE. TATIRBMEOERNNAETH S,
[BSEERME - VYA 7 IVREOTHE]

ERAE
151 OFEBENYITNASNSICHTYHT (NS5 0RE) |
2 i NSNFICPYHLAEHAREZED T, 770V Y— MNTHLD,
3:F77AVY—MNEXLILAZARTHEA, V) vy TT4REBD 5,
4:140COA—TVICAN, 2HERET S (NEZHRLE)

B2 8id. EM1DNSNZORE (EOR) EMERLEBERORAS (B
D) ZnIETHD, hiCkY, B 1i1E. PRREZEZICRETRER
MIREIERE (MRERFE) OHRST. BCBEFEPY Y1 VLT
LT SARETH D E b B,
= DERBA
100 : HifEEEM
101 : 8
200 : BET/INM R
201 : &

202 : SHRHERK
300 : EEHE
301 : &%

302 : &EFE
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[553K1R2]

[553KIR3]
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AR DEIF
AT TRINDBEMEEW RSB TRIBRMEEET HEL
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M HL—X), (1)

(X1, LTERIVFFSTILFLUVAILRZIEEZRL, XTiE
BIEMEEBE T EARL. RTIIKEKRRTF. XiF, RikcELHEE%
BIRWIMAOBHREARL, 2L EOEHERL. pldOME
DEHAERL., ar2hDpH0DEE, MZEBES, Xk, 21
DEERL., a2 2p T ULEDEE, R, gh'3ULEDEX
Mg p+afioEERL, EEHBR', L', R X'EEH
EFNA—THEELQ>TH LW, )
TFRITIVFLVAILKRZILELNLLZEBEYRLEMEZBL. oF
RICDRCEB2DUEDE ROFVEEZET 250 TLEY. 28
IC2ET S, BKIE 1 ICEEEHDEM,
FARERBEEEZBET 5. FRIE 1 XIiE 2 ICEE DB,
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Ina, HRKE1~30VWThh 1 IBICEEEHDIM,
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[1t2]
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VANINRZINEEZRL, X'BIEELEEEAEF T IEEARL, rig2
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BISBRE L EAMAUTOR 1 CTRINSG, ERKE1~500F
hh 1 IHICEEEH DB,
[1£3]

O

X"’C{fD—AL" | )o CH,—-C (1C)
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(X2, L2ERYFAFSTILFLYALRZLEERL, Y2k
ErOFLEEZETZELZRL. R2ZIKRREF. XiF, e ROFY
BE2BIQWITHEOEBEBREZRL. n 232U EOBHEZRL. m2
IFOLIEDEBHAERL., n2A2HhDm2A00E %, M238ES
X, 2fliOEERL, n2A2hDm2A T UEDE X, R,
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