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AIFRRIE. 5-{[BR)-1-B-vooryans/q)ea) ov-3-1)L]1xF>
}=6-TFIN-3-{4-[4-(4- A FILERZ I V-1-1 JL)ER) D U-1-4 )L]T7 =
) IYESTIU2-AIRFHIR (2) %, KBEF M) DLKER TF
esoao Tty (DBU) FOREMEHT. BRIBEKERIKICA L. 5-
{LBR)-1-7o Vo4O 2r-3-14)L]1F F}-6-TFIL-3-({4-[4-(4-
AFIERSZTU-1-1I)ERY I U-1-4V]1T7 2N} T I /)BT V-2
AIVRFHIRN (1) 2BETIIRTHD, CORIKTIE. FIZIFELT
RICBWTEEREEZETICBONLLEEY (2) &FhSEROTSVE
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[0044]

UNN-XFIRI LTI REDREWIC. FEE L ITEREDODBUZ I A
REITR~MET., H5EH/RE L TIEOC~4TIZT, BEI100BE~2HBEIR
®793,

FARIETIE, BIZIFTEL4TRICBVWTEBHREAETICORIBREET
WKBE LTELShALEEY (2) OKEKRIC, FEEL L IHBREDKEE
BF MO LKBREEMA., S T~INEAT. HDEERE LTIFOT~40C
ICT. BEIDBE~2BEERTZ I EICLYTIIEHTE S,

HEo T2

AIRIFE. 5-{[BR)-1-7oyOoqiEQ) Pr-3-4)L]1FF}-6-TFIL
“3-({4-[4-(4- X FNERZIU-1-4 L) ER)Y T U-1-4)L]1T7 2=} T X
NESTV-2-HIERFHIRN (1) KXYV AR VBEERIE T, 5-{
[BR)-1-F2)aq4.EQY 2 >-3-4)L]1F F}-6-TFI-3-({4-[4-(4- X
FIERSTU-1-MJ)ERY I U-1-AJ]T7 N} TI/)ESTYV-2-H
WRFHIRN TE/AYVANKVERE (9) Z2HWETEIRETHD, DR
TR, XV RIIRVBORREDBRICIEEY (1) Z2MA 50 Xidik
B (1) OFEDBRICAY VAR VEBOMEDAREMA., BT~
MBTF, HHEHE L TIEICT~100CICT, BEIFE~2AME®RT 5, X
H VAWK VBOMEDBRICAVWONZAEE LTI, RVEY, bLI
V. FUULVEDOEERRKILKEE., YIFILI—FI. FhZEROTS
V. VFFRY Y DANFIISVEQOI—FIVE. YrOoaOxsy v, 1,2-
sHOOIY Y, V7OO0KRLALAZEONOFVLRIEKEE, A5 /-, T
&)=, 2=7FanN) =), 2-TH ) —=IVEFEOTIIA—IE FTrhrr, 2-
THI) U AFIAYVTFILT N VEOS NV, BRBETFIL. Bl VY 7
OELEDIRTIVER. NN-OXFILKRILLT I R, N-XF)L-2-E0Y K¥
CLBUAFN2-AZITV YT Iy IRXAFILRIIVEFRY R, PEAZ MY
. KRN SDEEBMHIRIFOh, HIREHKE LTIEK, b ek
ELTR 7MY, FLHBBRELTEITEN Y EKOBERENZETL
Nz, b&%W (1) OFMEDBRRICAVWLONZAEE LTI, YIFII—
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[0045]

[0046]

[0047]

T, ThSEROZSY, PAFHY IARNFVISIVEDI—FTIVE
oo xs v L,2-Yo00xs Yy, sO00RVAEONOFVBRE
KT, A9/ =, TH )=, 2-7018) =), 2-TH ) —=LEDTI
O—IER. bV 22T85 /00 AFIAYTFLT N EOT NV
BER T F L. BEEEC Y 7O EDITRAFIVE NN-UXFIHRILLT IR
cN-XF-2-E0Y R0 1,3-DAFI-2-1IFV)T )V VAFILA
WERFY R, FEMZ NI LRCINODREEMHNET OGN, HDREHKRE L
TR7EN ), FEMZMNIVILRIETEN D ETAFILAILKRFY REDE
BRENBIFON, HIEFRELTRETEMN VEIAFILRALEFY RED
BERENEITONS,

RISAF—L2ICBFTZEIRICBVWT, BREBWVWDI I EILLYRIEE
MEBIETIE 2 ETENRZEEEH 5,

RIGAF—L2ICBIT5R M. ERELLEY. TDE BIAE. 20
BRSWICHBEINDE) . KPS L < IEBENY. Xid T DEOKIY)
= LIRBRENY. $5VWRERSVOMEE L TERIN, BEINS,
RIBEAF—L2ICHIT2BEEMOREFNICHFEINDGERIL. BEDER
RBICRT CEICLYEETHIEHETE S,

Bg BEIL. mi. 23ERL. SESBEI/OYNIS T4 —% BE
DILZBRFEZER L TiTbhbNh 3,
== e )

T REFT IE2ICETE, &Y (1) RTZEDE/ XAFVRIVK
VERIRE (9) OBELERE X SICFEHMICHRET 5, Rd. ZHEF 1 RUEMES
2IFVWTNERIEAF—L2TRINDIEEY (1) RUETDE/ AI VR
IWRVERE (9) DEEEZEZRTHEDTHD, H. AFEHRBIF. TEHEH
ICEEBDFEICREIND EDTIEAW, F, AEEFHFRICAVWLNEL
EYoEEIF. ERfIFICEEHINAE. BREARSE2013/1087545 K UE
PRABSE2010/1286595 ICEEE I N E. B LKIFENICELLAEICEL
THETZIENTED, S, ZRf2TRVWON(ILEWMDERIL, X
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[0048]

[0049]

[0050]
[0051]

eI ICEEEINERE BLLIETNICELEFERICL>THEHET S &
£ETES, F2. RIBAF—L1TRINZEEY (1) ORXFMOEERE
=5EF1 & LTRT,

nH. KRHEES., UTOBRSZHAVWS I E0H 5,

DI : E/0OFRIALAFDOIH-NRICEITZE—IDS{E (ppm) . D2: X F
WZIVKRF S R-d6FDTH-NMRICE T B E—I D S{E (ppm) . ESI+: A 4V
& LTESIZAWTRE LEBEESNICE T 2n/2{E (Y ORWEEIRI
MtHI+) . s: —E# (ARI ML) | d: ZER (AR ML) | t: ZEfR

(ZART ML) ¢ q: OER (RRI ML) n: BER (AT ML) , &
fo. BERADCHSOHIZE / AV RIKRVBBIETH D Z &%~ L. HNOC-IZ
TI/)ANKRZINEERT,

BH. APEMEICEWT, LEWDEHBICACD/Name (E8RPHHE. Advanced
Chemistry Development, Inc.) ED&HEY 7 M AL TWRHELH D,

e, EEE. BEmol/LEZME LTERT, HIAIE. M NaOHKARIZT mol/
LONaOH/KBR TH 2 2 & 2 RBKT 5,

Ehf 1
F1IRE 5-700-6-TFIN-3-{4-[4-(4-AFILERSTV-1-1 L) ERY)
TU-1-ANVITZ) JYESTU-2-ALREY IR (e (6) ) OBR

3,5-¥/0A-6-TFNEZTU-2-hJ)RFH I K (13.0kg) . 4-[4-(4-
AFIERSTU-1-4JL)ERY I U-1-4 L]7 =) > (17.8kg) . N, N-
AV 7aELIFLTIY (15.3kg) M2-T4% /—)L (105.0kg) &K %80C
~85CICTIBSREM L, 1t&¥ (6) DRES (2.69) AMMA %, 1565R]
. B4C~8BCICTRIEZEIT o1z, 22°C~30CIC TARFEFAME. Eik% IR
L. 2-7% /=)L TH%E LK, BEZREL. 5-700-6-TF)L-3-{4-[4-(4-
AFIERSZTU-1-1 L) ERY I U-1-4 LT =) J}ES T U-2-h)LR
FHIR (21.7kg) ZEHE LTI/ LE, A, AMERRBEREZMALWL
T ABORIGELICEWT, BRICANE., BREREEERL, 2-74 /—
WTHELIEEY (6) 2B2HEICL > THRHETZIENTES,
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[0052]

[0053]

ESI+: 458.3, 460.3
D1:1.27 (3H, t, J=7.6Hz), 1.62-1.78 (2H, m), 1.90-1.98 (2H, m), 2.28-
2.74 (11H, m), 2.30 (3H, s), 2.84 (2H, q, J=7.5Hz), 3.68-3.74 (2H, m)
, 5.54-5.61 (1H, s), 6.93 (2H, d, J=9.2Hz), 7.51 (2H, d, J=9.2Hz), 7.
67-7.73 (1H, s), 10.56 (1H, s)
2T tert-7FI (BR)-3-{[5-HI/NNEAI-3-TFIL-6-({4-[4-(4-X
FIERS T U-1-A1 L) ERY I U-1-AV]TzZN}TI/)ESTV-2-14
WI1AF2IEOY I VU-1-ALKRFLS—F (bEaW (4) ) OERK
tert-7FJU (BR)-3-E ROx>EOl)r-1-AlRFIS—k (17.3kg
) . AU L tert-T RFT K (10.4kg) #5F NSk RO7S > (188.5kg)
ICHNZ. 24°CICTiER, B3It L, 5-/00-6cTFI-3-{4-[4-(4- X F )L
ERSTU-1-4IL)ER) T U-1-A N]IF7 =Y JIESTU-2-AIKRFH I
R (21.2kg) &MNA. 55C~60°CICTIBRERARIG L7z, 24°CITHENE, K (2
12L) 28T L. 1t&Y (4) OFER (4.29) ZMA T, K (212L) %ETE
. 24C~26CICC2IBFAEIRIE L, BAFRZEIRL. T ROV &K
DESAHE THE%. BELZR L. tert-TFIL (3R)-3-{[65-HIL/NEA JL-3
~TFIIN-6-({4-[4-(4-AF N ERS T U-1-41 L) ERY T U-1-4)L]7 =
W7 )ESYU-2-q4 L]1FFIEN) DU-1-AIRFTS5— b (25.6k
9) ZEGFE LTHE, Ad. AERIZERENAAWTIT D AKRO RGEG
IKHEWT, ERIHHAKR., KEMETL., KATER LR, BHREEERL.
ThSEROTSVEKDEERETEELIELEY (4) 21827/ EICE
TEETDIIENTE D,
ESI+: 609, 4
D1:1.20 (3H, t, J=7.4Hz), 1.47 (9H, s),1.60-1.78 (4H, m), 1.90-1.99 (
2H, m), 2.08-2.22 (2H, m), 2.30 (3H, s), 2.30-2.74 (11H, m), 3.41-3.7
2 (6H, m), 5.27-5.37 (1H, s), 5.46-5.55 (1H, s), 6.91 (2H, d, J=9.2Hz
), 7.39-7.50 (2H, m), 7.56-7.65 (1H, s), 10.51-10.62 (1H, m)
BITHE, BA4TRERVEBELS TR (EHmIiE) S-{[ER)-1-7ZUDoqILE
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O)2y-3-4 )14 F2}-6-TFI-3-({4-[4-(4- A FILERS T V-1-1 )
ERYIV-1-AN]ITZZZNITI/)ESTV-2-HILERFHIR (bEY (
1)) OB

tert-7F I (3R)-3-{[6-AI/NNEA I-3-TFJL-6-({4-[4-(4- A FIL ER
VUMV ERY T U-1-AN]IT NI T I /)ES T U214 ]1F F
YOI U-1-ALERESS— K (25.1kg) . 2-F0O/8J —JL (104, 8kg)
KO(107L) | RIEEE (27.4kg) %A55C~H9CICT3MFAEIEH Lze X FILA
YITFILg Ry (106,9g) &2-70/8/7 =)L (41,9%g) #MMA. 21'C~26C
ICCKEEIE T MY DL (21.1kg) &BIE (13.4kg) DK (134L) BRZMET
Lz DR, BEBAEERBL. 6-TFIL-3-{4-[4-U-XFILERS T V-1-4
WERYDY-1-4)]F7=) /}-5-[R)-EANV I V-3-1 LA F]IESY
V2-RIREFHI R (BEY (3) ) DAFINAVTFILT b RU2-T0
N —IVREBRKRE LTEL(E3IIR),

BoNA-TFI-3-{4-[4-(4-AFIERZIU-1-1 L) ER) D U-1-4
WI17=1) /}-5-[BR)-EOY P U-3-A LA FIIESF I U-2-HINRFH I
ROXFILAY TFILT MY RU2-TOR ) —JVEEAEBICK (134L) %1
Z. 25C~28CTHE#RT. 3-v007ax/4420) K (11.1kg) DA F
WAV TFIVr by (42.8kg) BRETE T Lz, 25C~28°CIC T30 MIHE®
%, R, KBEIFB L. BREIZK (27L) ICTHELL, BohlKkE%
EHE5-{[LR)-1-G-2on7o/{/4)L)EQY I r-3-1 L]1FF}-6-T
FI-3-{4-[4-(4-AFNERSTU-1-4 JL)ERY T U-1-4 L]1T7 =) J}E
V2-AIRFY IR (BEW (2) ) ZBIBKFRKBKRE LTRE (8
2)

Bon=5-{[(BR)-1-B-zoo 7o/, 4Oy Jv-3-4)L]1FF}-
6-TFI-3-{4-[4-(4- A FILERS T U-1-4 L) ERY I V-1-4 L]T =)
JYES T U-2-HIIERFY I ROBIEKFRKBEBRIC2-F0O/8 —)L (209, 6kg
) AINA. T, RIB23C~25CICTKER{EF M4 (7.0kg) DK (80
L) BWREMET L, 25CICTI0ERIGHE. 26°CICTK (187L) &1b&a (

‘0
\"

5
4

|_|
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1) OFESR (13.49) &hNx /=, 24C~27°CIC T2BEEIE#E%. 0°C~5CICA
L. 48RRI L, BHRERERL, 2-70/8) —JLEKDREBETH
Bk, BESEL. 5-{[BR)-1-7o)OoqEEQ) I r-3-4)L]1F F}-6-
IFN-3-({4-[4-(4- A FILERZIV-1-1 L)ERY I U-1-4 L]T =)
}72)ESTUV-2-HIIRFY IR (20.4kg) ZEEFE LTEL (B5IF]
) o BB, ARERIEREMABRWVWTIT) —EORKORIGEHFICEWT, 3
-oon7O/8/4)b-0Y RENMADBITIROBRREEETHT. REOIRE
ICBWTOBRBIEETV. EONLEBBICKST. KEMAFER L i,
BEFEEZEIR L, 2-70/8) —JLEKDBERETHELIEEY (1) 2183
FEILE>TEETEIENTES,

T, BITIRRVCBLTIRICBEVWTENRETNLEEY (3) R™MEEW (
2) ZHEBETIOROIBICEALTWSD, —8%22YAFILAZ A0
RETST74—IC&YBEL. BRNOLENTHSD &R L, UTIC
tat (3) . (2) R (1) O¥RLEZEHNT—9 LT 5,
6-TFI-3-{4-[4-(4- A FILERS T U-1-4 L) ERY I V-1-4 L]T =)
JY-5-[LER)-EOV P y-3-A LA FIIEZ TV U-2-AINERFHIR () AH
FIVAZLoO%NIS57 1« —FEER) (k&Y (3))

ESI+: 509.2

D1:1.21 (3H, t, J=7.6Hz), 1.57-1.75 (2H, m), 1.90-2.03 (3H, m), 2.07-

2.22 (1H, m), 2.30 (3H, s), 2.30-2.74 (13H, m), 2.90-3.00 (1H, m), 3.

08-3.22 (3H, m), 3.66-3.74 (2H, m), 5.21-5.29 (1H, s), 5.40-5.48 (1H,
s), 6.92 (2H, d, J=7.2Hz), 7.48 (2H, d, J=7.2Hz), 7.51-7.58 (1H, s),
10.58 (1H, s)

5-{[LBR)-1-3-zmmranx/q4))eal) or-3-4)L]14F}-6-TFIJL-3

~{4-[4-(A-AFIVERZ I V-1-A JL)ERY) D U-1-4 V]IT7 =) J}ESDY

2-ANRFHIR (VAN ASLIORNTST 1 —BER) (BEYW
(2))

ESI+: 599. 1
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[0054]

D2:1.16 (3H, t, J=7.4Hz), 1.43-1.55 (2H, m), 1.79-1.87 (2H, m), 2.11-
2.40 (5H, m), 2.13 (3H, s), 2.40-2.86 (12H, m), 3.31-3.44 (1H, m), 3.
54-3.88 (7H, m), 5.45-5.55 (1H, m), 6.90-6.98 (2H, m), 7.39-7.47 (2H,
m), 7.53-7.62 (1H, s), 7.81-7.90 (1H, s), 10.94-11.02 (1H, m)

5-{[LBR)-1-7oyoqsiEa) Yr-3-4 )1+ F}-6-TFI)-3-({4-[4-(4
“AFIERSTU-T-4AJLVVERY I U-1-A L] T ZNITI/)ESTI -2
-HILRFHI R (k&M (1))
ESI+: 563.5
D1:1,15-1.29 (3H, m), 1.56-1.75 (2H, m), 1.90-2.00 (2H, m), 2.10-2,74
(15H, m), 2.29 (3H, s), 3.63-3.96 (6H, m), 5.25-5.34 (1H, s), 5.51-5
.60 (1H, s), 5.69-5.77 (1H, m), 6.31-6.52 (24, m), 6.87-6.96 (2H, m),
7.39-7.47 (2H, m), 7.53-7.62 (1H, s), 10.53-10.60 (1H, m)
BO6THR S5-{LBR)-1-7ryOoqiEQ) or-3-4 L]1FF}-6-TF -3
~({4-[4-(4- A FIVERSZ T U-1-4JL)ERY D U-1-A V]T7 =NV} T X))
ESOV-2-AIRFHIRN E/ASVRIINKRVERE (&YW (9) ) OB
B

7t kY (62.6kg) . FEELK (20L) . X &V RIIEKRVER (3.05kg) DEE
Wi, 5-{LER)-1-7oyoOqEQ) Ir-3-4 L1+ F}-6-TFI)IL-3-({4
“[A-(A-AFIVERZ T U-1-A L) ERY D U-1-4 V] 72T I/ )ES
Tu-2-ANRFHF IR (19.87kg) ZMA. 46CICTEMR L, BREZER
%, 7t b2 (12.5kg) &#EHK (AL) OREBREZMA. ILICFE MY
(140.9kg) %45C~48CICTHE T Lz, 42C~45CICTIBREIR#A%. 1t
¥ (9) DR (4.09) ZiNZ. 44C~4TCICTORERAE#R LA, P MY (
140.9kg) %#46C~47CICTHE TR, 20C~30CICTREBIRL L, BE%E
WHL., 7MY EKDEEBETHSRR., TN THRE L, BERIE
L. 5-{[R)-1-7ounqEnl or-3-4 )L1F F}-6-TFII-3-({4-[
4-(A-AFNERSIV-1-A I ER)IV-1-ALN]ITZZN}TI/)ESY
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[0055]
[0056]

[0057]

V-2-hIRFY IR B/ AS VAWK VERE (18.37kg) #EE & LTHEE
ESI+: 563.5
D2:1,12 (3H, t, J=7.6Hz), 1.35-1,46 (2H, m), 1.70-1.89 (2H, m), 2.09-
3.06 (18H, m), 2.26 (3H, s), 3.25-3.48 (1H, m), 3.54-3,93 (5H, m), 5.
43-5.52 (1H, m), 5.59-5.68 (1H, m), 6.08-6.14 (1H, m), 6.46-6.65 (1H,
m), 6.86-6.98 (2H, m), 7.36-7.48 (2H, m), 7.50-7.60 (1H, m), 7.79-7.
86 (1H, s), 8.90-9.30 (1H, m), 10.90-11,02 (1H, m)
Eief 2
F1IRE 5-700-6-TFIN-3-{4-[4-(4-AFILERSTV-1-1 L) ERY)
TU-1-ANVITZ) JYESTU-2-ALREY IR (e (6) ) OBR
3,5-v/0O-6-TFIESTYU-2-hIERFH I K (34.0kg) . 4-[4-(4-
AFIERS T U-1-4JL)ERY T U-1-4)L]F7 =Y >~ (44.5kg) . N,N-
AVZ7AELIFLTIY (39.9%g) . 2-74 ./ —JL (274.7kg) %83C~86
CICTIBEER L, t&aY (6) OfEsE (7T9) A E. 2085/, 85C
~86CICTRINEIT2Tce 2-T 48 /7 —I)L (82.4kg) ETAXAFIRIEKRFTR
(486.2kg) MDEAAMANMZ. 84C~85°C T2REMIIEMRE. AE1L20C~30
CTTIRERER L, BEEERL. YAFILAIEKREFY R, 2-T&H /=)
T L, BEEEL, 5-/00-6-TFIIL-3-{4-[4-(4-X FILERS IV
1M I)ERY I U-1-AN]ITZ) JYESTU-2-hIIKRFEH I R (55.7kg
) ZEERE LTERE L,
2T tert-7FI (BR)-3-{[5-HI/NNEAI-3-TFIL-6-({4-[4-(4-X
FIERS T U-1-A1 L) ERY I U-1-AV]TzZN}TI/)ESTV-2-14
WI1AF2IEOY I VU-1-ALKRFLS—F (bEaW (4) ) OERK
tert-7FJ (BR)-3-E ROx>EOl) T r-1-AIKRFIS5—hk (67.8kg
). ThSEROTZSY (491.6kg) IS, AU DL tert-T hF T R (40, 2kg
) A, 24C~25CICTI0NEIRIHE L, W T, 5-/00-6-TFI)L-3-{
4-[4-(A-AFIERS I U-1-AJL)ERY D U-1-4)L]1T7 =Y J}EZT V-2
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[0058]

-HIRFH IR (55.3kg) . T hSEROTSY (196.6kg) #AMNZ. 55C
~B62CICTITREIRIS LTz, 26CITREIR. K (277L) Z@® T L. 6&% (
4) DfE&E (111g) #NA25C~26CICTHREFEFE#R L7z, W T, K (691L
) @ Tk, 22C~25CICTCIFEE®R L, BRZREIML. T h>E RO
TV EKDBEBETHESRE, BELEL. MBtert-TF I (3R)-3-{[5-
AIWNREAN-3-TFIN-6-({4-[4-4- A FILERS I V-1-1 L) ERY T V-
=AM N]IZ7 =W} TR)ESTV-2-4)L]1FF Q) IU-1-AILRFY
Z—h (65.1kg) ZEMAHE L THEE,
BonfEstert-7FI (3R)-3-{[5-HIL/NE A JL-3-T FIJL-6-({4-[4-(4-
AFIERSZTU-1-1I)ERY I U-1-4V]1T7 2N} T I /)BT V-2
A1 HF2EO) I U-1-AIRFLZ— b (63.4kg) . 2-T4% ./ —JL (51
2.3kg) %Z40C~ATCTHRFEIIRIE Lz, DI LOC~5CICTIAREIE®H L .
o BERAEREL. 3.5CICARMLA2-T4 /=L T& LIk, BEEZE Lte
rt=7F I (BR)-3-{[5-HIN/NEA N-3-ZTFIL-6-({4-[4-(4-X F I ERS Y
VA ERY D U-T-AN]IT I ZWIT R /)ESTU2-AN]IFF LY
OYYv-1-hILRFTS5— bk (63.2kg) %157,
B3TIE 6-ITFN-3-{4-[4-(4-XFIERSIV-1-A L) EXR) T V-1-1
WI17=1) /}-5-[BR)-EOY P U-3-A LA FIIESF I U-2-HINRFH I
K (lt&# (3) ) OB

tert-7F I (3R)-3-{[6-AI/NNEA I-3-TFJL-6-({4-[4-(4- A FIL ER
VUMV ERY T U-1-AN]IT NI T I /)ES T U214 ]1F F
sy Y U-1-ALRFSYS—h (59.8kg) . T4/ —JL (283.1kg) . 35
%-37%15E8 (61.4kg) . K (239L) %#55C~61C CHRERREME L7, 49CIC
AELKERIEF ML (23.6kg) DK (239L) DBEEAEMA =, IMKER{L
F M) D LKBARToHZ ISR L. 1£EY (3) OfEsE (1209) ZmMA. 4
AC~A5CTABSRIEER Lz, HUWT, K (837L) %#@E T, 30CITAH LK
BRibF R UL (2.0kg) DK (60L) DBEEAEMA., 23°CT~29°C TIRFRIIEH
L7z, BHREZRBERL. KTHELLRER. BEZEIEL6-TFIL-3-{4-[4-(4-X
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[0059]

FILERS T U-1-4 L) ERY T v-1-4)L]1F7 =Y /}-5-[(R)-EO ) Y V-
B ANAFIIES I U-2-AIRFHI R (49.0kg) &7,
BATRRRUSTIRE (EiLE) 5-{[ER)-1-7oUoq K0l Tr-3-4
WI1FF 2} -6-TFI-3-({4-[4-(4-X FILERZ T U-1-4 L) ER D) T -1~
ANIZZZNITI/)ESTU-2-ALKRFEHYIR (ke (1) ) OER

6-TFIN-3-{4-[4-(4- A FILERS I U-1-( L) ERY I VU-1-4 L]T =
) /1-5-LER)-EQ) P U-3-M A FTIES T U-2-AIRFHF IR (48.4
kg) « NNN-UXFILRIV LTI R (457.4kg) . 7 hZERATSY (215, 1k
9) &-8CICHEL., 3-7ooFo /4440 K (156.7kg) OF hSkE
Koo 3> (107.6kg) DBEKREE &, -8CT3RFRHE®R L. 5-{[(3R)-1-(3
-ooo7a/ssneEny I r-3-4I)L]1F F 2} -6-TFIJL-3-{4-[4-(4- X
FIERSTU-1-MV)ERY I U-1-4 L] T =) JIES T V-2-AIRF
HIR (BEW (2) ) ONN-XFIKRILLTIRRUFTFMNZEROTS
VERELTERL (84118 .

Bon=5-{[(BR)-1-B-zoo 7o/, 4Oy Jv-3-4)L]1FF}-
6-TFI-3-{4-[4-(4- A FILERS T U-1-4 L) ERY I V-1-4 L]T =)
JYESTU-2-AIERFHI RONN-FAFILRILLTIRRTF RSER
Q75 VBKRIC. ThZB RT3 (107.6kg) . DBU (49.3kg) %hIA. 5
CT~1TCTI80sEREE LT, 35%-37%3888 (5.7kg) . 7K (145L) &Nz, 20
CICIRELIEEY (2) DS (979) ZMA K. 20C~23CIC TI6EFREIR
B L7, 0T, K (920L) #h1x. 22C~24CTIBRE# L%, KEEK
FHU DL (32.2kg) DK (145L) DEE=ZMA. 5C~TCTIFHEIEH L
o BALIRERL, 7MY EKORBRERETHR LK, BIERIE L THES
-{LBR)-1-72yO4qiEQY Ur-3-4)L]1FF}-6-TFIL-3-({4-[4-(4-
AFIERSZTU-1-1I)ERY I U-1-4V]1T7 2N} T I /)BT V-2
HIVRFH IR (50.0kg) %157,

BoNHARS-{[BR)-1-Fo YoM LEQY PV-3-4 LI1AFV}-6-TF
W=3-({4-[4-(4- X FIERZ D U-1-4JL)ER) T U-1-4 V] 7 2 =N} T
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[0060]

T/ESTV-2-AINKRFYIRN (49.7kg) . PbLhY (B8.7kg) . TS
EROT 5> (331.4kg) %#ATCICTARE LTz, &R (5.0kg) . 7P hY
(39.2kg) ZMNZ. 48C~L50CTIFEIRH L/, FEHURZREL. BRICT
thy (58.7kg) . T hSERAOTSY (22.1kg) . K (149L) . L& (
1) OFESR (99) #MA. 45C~48CTIREIE®R L, HWT, K (746L
) ZET L. 44C~45CTIRFMAEIRIE Lz, BE L23°C~30C TI3RFAEIE®R L
Teo BREREL, 7MY EKORBEBRETHESE LR, REREL T
[BR)-1-F2)aq4.EQY 2 >-3-4)L]1F F}-6-TFI-3-({4-[4-(4- X
FIERSTU-1-MJ)ERY I U-1-AJ]T7 N} TI/)ESTYV-2-H
IWRFH IR (47.7kg) 587 (B5T%) .

BE. BATRICBWTEEY (2) ZBEETIOROIRICERLTW
BN, BEkEsOY TS5 74— (HPLC) DREERICL Y BHODEEY
THDIExEELTWS, ( [RERE=21D; EEf1 THEEY (
2) ORTFEEE =211, THPLCRIESRMG ; MHas (RARAKEST, RAE
JER210nm) , HS L (YMC-Triart C18, 24, 6mm, K X150mm, HIE3wm,
TATLY48H) , B3 LEE (40C) , RE (BH1.2nL) , BEMEA (45m
mo l/LiBIEFRELKIAMR) , BEMEB (P M= MYI) , BEMEOEREHE (0
~294) : BB ENHEA 85—>55% FEENHEB 15—45%, 29~374 : BB ENEA 55—10%
% ENAEB 45—90%, 37~39% : FBENFBA 10% FEENMEB 90%, 39~40%: HENAE
A 10—85)% #ENHEB 90—15%, 40~45%) : #EHHEA 85% FBENMEB 15%) 1 )
g6 S5-{[BR)-1-7o/yOo4qaiEQ) Yr-3-4)L]1FFT}-6-TFIJL-3
~({4-[4- (G- A FIERSITV-1-AJ)ERY I U=-1-4 L] T T ZIIV}IT X /)
ESYV-2-AIERFHI R /XA VRIVEVERIE (&Y (9) ) O&
1573

5-{[LBR)-1-7oyOoqiEd) ¥v-3-1 L1+ F}-6-TFI)L-3-({4-[4-
- AFIERZIU-1-AJL)ERY I U-1-A V] Tz ZNIT I /HESZTIY
—2-HIVRFH IR (42.4kg) . P b (968.9kg) . YAXFILRIKFS
K (209.9kg) %&53CICTAMLIc, BREEBRER., 7t b (66.8kg) . X
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[0061]
[0062]

[0063]

& 2R VR (7.02kg) DTt k> (66.8kg) AHEE20%DHE K. L&
¥ (9) OfE&E (429) #MA T, HTWT. BYDAY Y AIKRVEBOT 1 b
VEREET L., Tty (33.4kg) EMA . 55CTI0HREIEME L 2,
WEL22C~30C TGRS L, BAREZRIL. 7 M THE LR,
BEEELT-{LBR)-1-72 )4 EQY I V-3-1 L]1AF}-6-TF I
“3-({4-[4-(4- X FNERZIU-1-4 L) ER)Y T U-1-4)L]1T7 2=} T X
INESTVU-2-HIERFHIRN T/ A9V AR VEBIE (47.4kg) %7,
SEH)1
B1ITRE tert-TFI (BR)-3-LG-HILNEASIIN-6-/O00-3-TFILESY
V2= ) FAFTIEQY I U-1-ALERFYS— (BEY% (10) ) 0&
1573

tert-7FJL (R)-3-E RAF>EOY I V-1-hILKRFSS— b (2600mg)
ENN-U A FILRIL LT X R(60nL) DIEESRICKAST. S5%HMEKREFT MY
7 L (540mg) & AN A, 1BSREEER L, RINRICKAT. 3,5-Y 4 00-6-
IFIESTU-2-hILRFH I R(3000mg) #MNA. X S5IC30HREERL L,
RS % KKISEWNE R, BRI FIL Tt L, BB MMRIEKTHE
Bk, BAKMEBT /RO LTEE L, BEEZBREZBEL. BO5NLEE
EVVATNAZLIAT N TS 74— (NFHV/EBIFIV)TRELE
o BonBRED AV TOENI—FITHEL T, tert-TFI (3R)-3-
[(5-HINEAIN-6-200-3-TFILESTV-2-4 L) FF>]EOl) I -1
-HIIRF TS — (855mg) HEfA & L THEE,
E2TR tert-TFI (3R)-3-{[5-HIL/NEA I-3-TFJL-6-({4-[4-(4- X
FILERSTU-T-A)ERY I U-1-4JV]T 2N} T I /))ESTYV-2-14
WIiAF2EQ) DU-1-ALRF>S5—k (k&Y (4) ) OEK

tert-7FI) (3R)-3-[L(5-HI/NEAIJ-6-/O00O-3-TFIESTV-2-4
WAF21EOQ) P U-1-hDIRFSS5— b~ (90mg), 4-[4-(4-AFIERSFY
V=4I ERY I -1-4 L] T7 =Y v (210mg). N,N-P 1Y TOEILTFI
V(140 ul), N-XF)EOY Ry GO0ul)DEEYME., ~4 /09 T —

i

7
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[0064]

[0065]

TRIGEE (Viotagett) Z#FBWTIS0C CRERRIBI Bz, RIGEEY %K
B K VAVTOELNI—FTIVEMA, FNAYPERIL, tert-TFIL (
3R)-3-{[6-HI/NEA I-3-TFI-6-({4-[4-(4- X FI ERZ T U-1-1 L)
EXRYI-1-4)]17 2T I /)ESTVU-2-4 V1A F2EQY D U-1
~ANLRFSS—M(101mg) =B A E L THEE,
B3ILRE 6-ITFNL-3-{4-[4-(4-AFNERZIV-1-1 L) EXR) I V-1-4
WI17=1) /}-5-[BR)-EOY P U-3-A LA FIIESF I U-2-HINRFH I
K (b&# (3) ) AR

tert-7FJL (3R)-3-{[6-HIL/NEAIL-3-TFIL-6-({4-[4-(4-X FILER
VUMV ERY T U-1-AN]IT NI T I /)ES T U214 ]1F F
YO S u-1-ALRFSS—M(E30mg) DT/ Oa A S (5nl)EKIC b
) 7)F OFER (L) Z0CTMA. 26EIRH L, BEEZEEL. BEBEICY
OORIL L, SBRKEBKES M) D LAKBREMATORREET 7. B
BB BKMEB<Y /x>0 LTRER. BEELEEZEEL. BEEX AT
WAZ LA NS 74— (VOARIVL/ AY I —IV/28%5TF Y EZTK)
ICTHBHE L, 6-TFI-3-{4-[4-4- A FILERSF T U-1-4 L) ER) T -1-
AN17=) /}-5-[(3R)-EOY) o V-3-1 LA FIES T V-2-hIKRFH
2 F(174mg) 15 7=,
g4TE S5-{[BR)-1-7oyO4qaEEQ) Y U-3-4)L]1FFT}-6-TF -3
~({4-[4- (G- A FIERSITV-1-AJ)ERY I U=-1-4 L] T T ZIIV}IT X /)
ESYV-2-hILRFHIR (k& (1) ) OEK

6-TFIN-3-{4-[4-(4- A FILERS I U-1-( L) ERY I VU-1-4 L]T =
) /}-5-LER)-EA) P r-3-A I FFTIES T U-2-AIRFH I K (174mg
YD ORI L Q0L AFICK AT, NN-21 Y FOEILZFILT I (390
wl). |IET2) O A30ul)EZMA,. BRERTRERER L, RIGKICE
FRKEBKFRF M) D LKABREMA, 700KV LTHE L, BHE% L
RBEBIKZRT MY LKBRKR, BANBIEKTHES%,. KRBT/ RO VLT
HIELE, BREZREEEL. SONEREZY VATSNVAZL7OT N
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[0066]

[0067]
[0068]
[0069]

[0070]
[0071]

[0072]
[0073]

ST74— (VOOKRIL/AY I —IL/28%TF VEZTFKICTHEEL, 5-{[(3R
1=7oyoqeny Jy-3-4 1A F}-6-TFI-3-({4-[4-(4- X F I
EXRSIU-1-4IL)ER) T V-1-A ] TN T I /)ESIV-2-AIR
*H 3 K(159mg) #157=,
E5T# 5-{[BR)-1-7o/yOo4qaiEQ) or-3-4 )14 FT}-6-TFIJL-3
~({4-[4- (G- A FIERSITV-1-AJ)ERY I U=-1-4 L] T T ZIIV}IT X /)
ESYV-2-AIERFHI R /XA VRIVEVERIE (&Y (9) ) O&
1573

7ENZMJLEIL) ES-{[ER-1-72)aqiEQ ) Y r-3-4)L]1FF
}-6-TFI-3-({4-[4-(4- X FIERS T U-1-4 L) ERY T V-1-4 L]
IZWITI/)ESTVU-2-RILRFH I R(100ng) DREKRZS0CITHMERL
M XE VRN VERIKBRBOUL) EMA o, JREWRE50C TIHERER
L7k, BB T08MES Lz, TH LABEGREZEINL. 50°C CORRIRTE:
#’L. 5-{[BR)-1-7oyoqal) ¥v-3-14 L1+ F}-6-TFL-3-({4
[4-(4-AFIERS T U-1-A )ER)Y T U-1-A N]1TzZI}T X /)ES
TU-2-ANKRFH IR B/ AV RIKRVERIE(97mg) #ElE & L TR,

DUFICARBOMR%=RT,
EREFTICHBITH2RIROINKR, RUBENXRERTICRT,
[&1]
E1IFE | $21%F | E3~E5IE | $6I1IE | ¢sIRDERE
& | 80% 91% 83% 79% 47.7%
EREFI2ICHITHIEIROPNR, RUBENKRER2ICRT,
[&2]
B1TIE | $2I18 | £3I8 | $4~ | E6IHE  2IEOEH
' EH5THE
nE 79% 83% 98Y% 82% 06% 50. 6%

Fle. BEPNICBTZEITRONE, RUBENKERIICTT,
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[£R3]

FE1TIE HF2I1 318 | $£4IiE $5IF | 2IE0EE
ljrgd 17% 68% 63% 83% 83% 5.0%

[0074] ARBAOEERZE (RIBAF—L2ICHTDERER 1 RUEREF2) 15,
NHDEESZE (RISAF—L1ICEITESER1) &IFERY, VY AYT
WAS LAY RIS 74 —ICLBPRBEIRZEFT VWV ENDL, EERE
LTOIENEEICHFETHD I EMVPRIND, KT, BEF1 TIE. 8B
ATRICBWT, 7YIIMERIE LTRLET 2 ) OM IV ERWS Z & TENOD
e (1) IKE—DFew (3) A7 dmLiitddn (11)
BEIEL. k& (11) 22 UAFIVASLIORNIS 714 —THRET
ZEBENH D, AFEHATIE. BET2)OMLORDYIC3-FO0070
N0l RaFRTI2ETCERIERYPOERZEEL. Y YATILAS
LOOAR NI ZT74—ICEB2BEEARAEE L, o TYVATIVAZ LY
A NS 74 —%FRTEHIEICIBEXEOEHINOBTE ST TR
<, AZRMNAETHENCHERETHD Z ENBR/HIND,

[0075] [1b12]

HaCoy

U

CH,
HsC 0O
3\@ =
N J

N
7
T o
N7 O 0
H

D

[0076] &/, ARBOEESE (EEM2) TR FE3IIRICBVWTIRLBES
EREHI 1 TRWE2-TON ) —LHBIY ) —IVILERT R EINELY, &
NETEBRIGTIT>TW LS (3) 2B ZICEBT 2 &M AREE A
o, Tl BOEIRICBWTLEY (1) ORBHEZREDEET. —BME4E
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[0077]

[0078]

[0079]

B#HETENRUTFASERO7SVISAMBL., SEEREMAER. 28
BEATOICEEBMTRIEICLY, BETHORMYAERETE &N
AREE 0T, Fh, BOIRICBVWTAEE LTT7EMN Y RUVKICEXT
TERNYRTDAFIVAIEFY REBWS I EICLY., EMREFT &
LTEWIRETIEEY (9) 283 A AREE Ao fe,

Fo. AFEAOEERZE (EHEGI1 RUOERES2) IAMOEERZE (B
ZHI1) SHBLT. BRICBERRNFEVW LRI N, FICSEH
1OFE1IRTIT>EY (5) OEA%Z. AFEHATIHEEY (8) IKtE
WM (7) Z8BAL. t&¥ (6) &LAERICEE (B) ZEATSI&T
EWNREEETEIENAREE D I E’HEEINT,

UEMNS, AFEBAOHREFEEILMOBEREELBR LT, TEMICEN
FREREERYBLIENAFINDG, BIC. ARBOREFEICEY,
BWEBINKRAZERT DI ENAREE LD ENEEFEINS,

EX Lo AYREY

ARERILL>T, BIRENDEIRMTHY., EERE L TOIENEE
ICIFEA, 6E% (1) RUCFDE/ A9V AR VBEOEERE. R
ZTOHEEREICBWTERRERFTEGIREIND 5,
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