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T2&. FREANEEBT D,
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J—IERMLTERICT2HARET 2 & THR/BIENTES,
ERCIZEEM 1 OBAKDOBERTHY., TOMKUI187CTH2, &
BCIE. BIZIE. EEM1ETH /) —Ib, 4V 7O/ —)LXISEFBTFIL
ECANTIVEDRERBENORITTEHIETHEDIIENTES, T 1k
B AEBRA Y TOENICEBRIE. BET40CTMRALTENT ST
ETHEBBIENTES, BRCEANTIVEIY /) —ILORERAE (KE
tk16:3) THY. "OKDEEHN0. S%ULDESABAERNML TK
WREYT 2 EHEDANEGBT D, KDEENO0. 5%KREDREAEE R
MU THRERE L THHEECIZERE LRV,

fEmDId. ZO@MRMN1 05 COERTHZ, flAIE. BRCEANTSHIY
EIN—IDREBIE (AHELL16:3) THY., HMDOKHEENO0. 5
%A LEDREBEERML THRERET S & TRDIIENTES,
fEmD%Z 5 O CTHRERMAT 3 L BRO—MIFRE~GBTHH. 70
CTHREMBT 2 &, FREANEEBT D, . HERDEANTIVETS
J—IVDREBARE (KTELE1 6 : 3) THY. H2OKFEEN0. 5%KiE
DREBRBEMZ THRERET 5 &, ERCAEKT D,

"TH=NMR (70O M UBBIHER) AR MLOEES T ME, T T X
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[0047]

[0048]

[0049]

Y (Hz) TRHEINTWS, DR —VOBESIELUTORY THD, s
VLY diFTLy bRt M)TLY R g ALTFY R m
:XILFTLYy b brs:7O—K>VJLy b brd:7O—K47
Ly ko

LEE A5 1

FREF SR 1 ICEEBDBEREIC LD > T, &M 1 2BEE L THE,

TONEFEOMRXBEHZRAEL. TOE/REKEICRLE, B54LY

. R THEONAEEM T IIERETHDL & EMER L,

'"H-NMR (600MHz, CHLOROFORM-d) & (ppm): 1.27 (d, J=6 Hz, 3H), 2.59 (s,
3H), 3.01 (d, J=17 Hz, 1H), 3.24 (dd, J=14, 9 Hz, 1H), 3.35 (d, J=17
Hz, 1H), 3.43 (dd, J=14, 5 Hz, 1H), 4.03 (m, 1H), 4.32 (dd, J=15, 6

Hz, 1H), 4.51 (dd, J=15, 7 Hz, 1H), 5.35 (d, J=16 Hz, 1H), 5.50 (d, J

=16 Hz, 1H), 5.56 (dd, J=9, 5 Hz, 1H), 5.83 (d, J=10 Hz, 1H), 6.16 (b
r. s, 1H), 6.63 (d, J=8 Hz, 2H), 6.90 (t, J=6 Hz, 1H), 7.07 (d, J=8 H

z, 2H), 7.26 (d, J=8 Hz, 2H), 7.30 (t, J=7 Hz, 1H), 7.36 (dd, J=8, 7

Hz, 2H), 7.41 (dd, J=8, 4 Hz, 1H), 7.52 (t, J=8 Hz, 1H), 7.61 (d, J=7
Hz, 1H), 7.75 (d, J=8 Hz, 1H), 8.16 (dd, J=8, 2 Hz, 1H), 8.88 (dd, J

=4, 2 Hz, 1H).
E el 1

kB 1 cRELNEEWT (303 mg) ITK (2mL) #MA. X5
I 4v7an/—)b (0. 52mL) LT H/—J)L (0. 5mL) %
IEBRLANSMALEZ S, WISCTTRERM LI, TO®RYP-LY
EERITEADIL. BHROWMEEHR L, BB Z TSR T 1ILE —
THEL, ANTH U THhEER, COCTEBAREETDICEICLY., EEESR
(221mg) zEBEHE LTHEL,

I 2

LEW1 OfEE (#EEB) ORFEH
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[0050]

[0051]

[0052]

X8 /=) (400mg) IZ, Rfeh1 TESN/{LEHT (100mg
) EMATARAIE, BRICTS~1 0RBEERLAL, TH LBEE%E 2E
Ltk RT3 &IC4Y. EBERER .
ekl 3
e OfEE (HEEC) OHRER

LeEBI1 TESTAEEY T (300mg) ICHEEERTFIL (1 mL) %40
ATIEBRLIZEZS, W8T TELAME L, INEZLDHSH &6 6
CTEAIMMTHLAEDT, o< YEERFTERARA L, WEMETS
AT A4NI—THEL, ATH U THEEK., 60CTERLETDIIEICE
Y, EEES (228mg) zEBEHKE LTHEEL,

Ewhl 4
LEW1 OfEE (#EED) ORFEH

IH/—=)L (240mg) EANTH> (1100mg) I, K (14mg
) A, WLk, EONREREIC. ERFISTEOhIELEW1 (
100mg) #MMA. 5~25CT15EER LA, L LEBEERE AE
Lk, T8Ik Y. EEREREE,.
BRI R XHREITAIE

MARXIGEICAEICH=Y, BRA~DEMKRXIGEBORARSICEE.

LLTFOERETRIEL =,
CRIZE &44)
H¥E:Rigaku MiniFlex || Desktop X—ra

y Diffractometer
FAXE:Cu Kailg

Mg : v FL—Yavhaovy—
EBE:30kV

EER: 15mA
KBZ74IWE :Zv LT 4ILY
HEA)w k1, 25°
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BELZAYw N1, 25°
ZHZ)whk:0, 3mm
Y—5—2) v k:5° (KHAE)
AXxvUEE:5° H
BT AR 0. 02°
AFvUEE: 3 ~36°
YU TWERIVE = PILI =D LRILY —
[0053] #E&RA. B. CRUDDOMKRXIFLHZAE LER. ThEThEK1~4
D& S AEH/ Y - A FE LN,
[0054] ZRfEHI1 THOSNABERAOHRXBEFREZAET D&, BT KRR IC
Y LD AEFNY - EL N,
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[5=1]
26 E—2 5%
[° ] [counts]
9.1 81
9.6 67
10. 7 404
10.9 550
11.9 87
12.2 48
13. 4 113
14. 4 401
16. 1 91
16.8 127
17.1 62
17.7 49
18.6 112
19. 1 330
19.6 53
20.3 167
20. 7 33
21. 1 102
22.2 205
22.8 313
23.3 88
23.8 199
24.2 97
25. 4 66
21.4 118
28.2 12
28.9 29
29.3 42
30.2 217
33.5 59
34.0 32

[0056] EfEHI2 TRONLHERBOMARKXBERZAET 2L, M2RUK2(C
Y LD BREIFNY -V HRELNT,
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[%k2]

20 |E—VsaE
] [counts]
1.2 266
8.1 54
8.9 268
10.9 139
11.5 21
12.9 149
13.2 271
16.4 592
17.1 189
18.4 121
19.6 95
20. 2 109
21.3 59
22. 4 297
23. 4 817
24.8 203
26. 2 113
26. 8 74
21. 4 32
30. 1 44
32.9 29
34. 6 28

[0056] EfEHI3 TRONLERC OMARXBEFZAET 2L, M3IRVKRIIC
Y LD BREIFNY -V HRELNT,
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[3%3]
26 E—2 s8R
[° ] [counts]
9.0 A1
10. 3 745
11.0 186
11.6 130
12.8 211
14.2 305
14.6 265
16.1 300
17.5 85
18. 6 135
18.9 263
19. 4 120
19.8 96
20. 4 248
20.9 48
21.6 228
221 348
23.6 55
24.1 218
25.2 18

| 26.2 41
21.0 81
21.5 95
28. 1 76
29.0 26
29.6 43
31.0 24
33. 4 36
34.8 32
35.2 30

[0057] EfEHl4 TRONLHERD OMARXBERZAET &, M4 RUVKSL (IS
Y LD BREIFNY -V HRELNT,
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[0058]

[0059]

[5R4]
26 E—2 s8R
[° ] [counts]
3.8 29
7.3 396
9.2 96
9.9 112
10. 7 267
11.5 139
12.2 174
13.2 147
14.7 99
15. 4 160
16.3 249
17.7 164
19.0 80
19.8 284
21.2 151
21.17 113
22.3 135
23. 1 212
23.8 283

| 24.6 68
25.0 213
26. 4 95
26.9 58
28. 1 97
29.8 51
33. 1 74
34. 4 35

SHERB 2 ¢ IRE M

ERKDREAEEREICLY . ERf1. IBLULERG 1 OREMYE %
L, BREOHMEESNUZ 25 CICREL. BxEE (RH) #5~9
5% R HODEETRIEMICKRE L, EEIE0%RHDEEZRERT 100
%RHDIMEZZDHENREEZZEZ DI ETHMLE, ANEEIR 2 HER
TEILIVOXRFTHEEIN. SOBOEEZENO0. 01 %% TE>L
RRCIEREEZERE Lk, TOEREZM6~8ICRT,

eI IER 8 IR T LD ICBED ERICH > T, EEMEMLE, Th
IR L. BT RU31E. ENETNEGE, B7ICRTLDISEENEFL
THEEEMEMT D &2, L >T. BERARCCRELD
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[0060]

[0061]

[0062]

[0063]

BWZ &AL EL D,

BRI 3 : fE& A DR E MM
RICKHOBIFEICH L THREAZBREICMATRS ) —RE LK, =
BICT2HBKEL. MARAXBERROREEERES (DSC) ZRWVWT
. TOREBEAEL, TORERERSITRT,

[3R5]
o E@m
1 a2/ —J #E&;C
2 BFER T FIL HRALBERCODESEY
3 A4y7ans/—J #E®mC
4 BEsq/ v JOEI fEE@A
5 MTBE A
6 AR/ =) @;B
7 K WEEA
8 FhSEFROIZSY ERE
9 Dl 4l y=a SR IV HEEA
10 AFILITFILGT b HEEA
%mAE%@477DEw\MTBE\Tth:hUw\X?wI?w7
o EEAICAY ) —ILERIMLTERICT?2 HEKRET % &, EmBAER
L. T4 /=), 470N =BT FILEZRMLTERICT2H
Fﬁj&%jét\ {%QLLIDEIEIC/\iﬁizL/f\-o gf\_\ %EIEIEIA‘:j__ |\5t |\\\|:|73
VERIMLULTERICT2EHENEY &, EREAEGR L,
HERGI4 BB OKSEEEERFOBERK

ANTEVETH ) —ILDORERE (BEIL16: 3) LEF2HEECOR
MARIC, R2ICRTBET, #%C (100mg) Rv#EED (100m
g) ZMx. ROICTRTEDKEISIIHRML, BERELL, RERODEA
TEDKDEEEN—IL T4y v —RICTHEL., bEW 1 ORBEFEZMKR
XGOIFICTRE L=, TORRER6IITT, 8. RIMULLKDER.,
BELEDEEICHTHEEN TR,
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[0064]

[0065]

[0066]

[0067]

[0068]

[56]
mE AEmif-ko= KOGEE fami
(°c) (BEE%) (%)
1 0 0. 32 #E®C
2 =R 0 0. 33 @ C
3 40 0 0. 33 @ C
4 5 0. 5 0. 93 @D
5 =R 0. 5 0. 93 f&mD
6 40 0. 5 0. 94 2D
7 5 1. 0 1. 56 #&D
8 =R 1. 0 1. 57 #ED
9 40 1. 0 1. 55 #&&D

KDEENO. BRRBEDEIRFFBRCHFOLNLDICH L., KH2ED
0. 5%RULEDEXIFFERDIBBLNL, ILICHNMTIKOEN2EEY
BBz E. BRANMELNL, . KOEE0. 5%KR/OATIVE
I —IDREAE (K16 : 3) ICKRDEMATHRET &, #
BCAEB LI, KDEBEO. SRRFEONTIVETYH /—ILDREAE
(ATELE1 6 : 3) IKKRCEMATHRELTH, BRIEOERIFEI S
Mo,

BERGIS : ERARUDOBMNREM

EERARUDEZRIR, 7—72TH0CXIF70CICMEALEE. ThE
NOFERDERE L TV DD &R XIRLEITIC TR L.

[3R7]
BE FRLEESR
EEA #E&D
50°C HEREA HERDEIEREDESEY
2 7 0°C ERE ERE

RTIRTELIIZ, S50CITMBT 2EHETIE, BRAILEGRIARLIAL
Mo72DICH L., FERDD—BRISIEREAEGTGR L, LEDN>T, BRAK
BERDIVYERIINLTEZETH -,
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[0069] EEAMI6 : ERA. BRUCODREMTM
RBINTAEEAVIEY 1 OBRIARIC. ERBXIE40CTICTH
A, BRUCZRAET DRELEEMERML. 1 BRIIEONhERF
IKDWTIMARXREITEAWTERR Lz, TORBRERSIITRT,

[0070] [8]

LS mOE
=R 40°C
1 470/ —)L f@HAmC fB@C
2 BEEEC Y JOENL f@HAmC fB@C
3 MTBE fw®mC fE®mC
4 BEEE T FIL #HemC He|C
5 K fE@mA EE@A

[0071] RBICHTLIIC. KEAEE L THWR EERANELN, 1 v 7N
J =, B84V OEL, MTBEXIEHBEEIFILAAHRE L THAWSE
. fEEmCHELN, L >T. BRA. BRUCDI B, KPTRESR
ADNRBERETHY. TOMOIKAERTIHBERCHIRBERETH >
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[55KIA1]

[553K1R2]

[553KIR3]

[553K1R4]

[E5K1R5]

[E53KIR6]

[553KIR7]

[53K1R8]

[553KIR9]

fa R D&

(6S, 9S) —N—-RVUIYIL—-6— (4—EROFIRYII)
—2, 9=UXFI—-4, T-IFFY-8— (F/V—-8—-1)
AFI) o4 rkO-1TH-EZY/ [2, 1—c] [1, 2, 4
1 MITYY—1—hIRFYI RELIZZOKMYOESR,

(6S, 9S) —N—-RVUIYIL—-6— (4—EROFIRYII)
—2, 9=UXFI—-4, T-IFFY-8— (F/V—-8—-1)
AFI) o4 rkO-1TH-EZY/ [2, 1—c] [1, 2, 4
1 M)72Y—1—hAIRFHI NOKIYIOIESR.

(6S, 9S) —N—-RVUIYIL—-6— (4—EROFIRYII)
—2, 9=UXFI—-4, T-IFFY-8— (F/V—-8—-1)
AFI) o4 rkO-1TH-EZY/ [2, 1—c] [1, 2, 4
1 MIT7YY—1—ANEKRFHI ROEKYORESR.

MARXBEITICEWT, BfBE (260, 2° ) 10, 7°
10. 9°, 14, 4° 19, 1° L0022, 8° ICEIFK—7F
=BT B, FBERE2ICHHDOER.

MARXIFLEITICBWT, EFBE (26£0. 2° ) 7. 2° [ 8

9° . 13. 2°, 16. 4° B&U22. 4° [CEFE—V%5F
95, BERIEICEHOESR,

MARXBREHFTICBWT, EFAE (260, 2° ) 10, 3°
14, 2° 14, 6°, 16. 1° L0022, 1° [CEFE—2
=BT 5, FBEREIICHEHDER.

MARXIEEITICBEWT, EFBE (26£0. 2° ) 7. 3° [ 1
0. 7°. 16, 3°, 19, 8 H&U'23. 8° ICEIFE—2 %
B9 2. HREICHEHOER.

BRE1~7TOVWTh M —HICEHORREBUXDE LTERT
% EEAN,

BRE1~7TOVWTh M —HICEHORREBUXDE LTERT
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LIEEH,



