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DI HEDKOPOBIZRTHY, ZHHIT Y EH ITITAE S HES S LI A%
— LD & IR E N FRETHD,

AR OFIFE—HR(A) THREINDYL THEE, BIOYEHEALRET2
TS NA T AL, BEITISU T, S0 5 0 X4 348 1A o Wl - X
BIFECHOREEMIL, TR, 7o~ 97 0— HEEEKA o TT7 4
—IREDEERATOIZEIZEY, BRI 5ZL03TED,

AFEH DT~ (A) TRSNLEWEIT L OB LA SNDEE
B ELTER THEFMEMIT. FIRIECE 4 OFRObORMEF S
o ZOIORFFEUTIIFIZIE, A, BRLA, AR, RIA Ly 7Kl ekl A
TR VAN A WA BOEA, AH] AR S TRIREERITHILR T,
&N EIIHRR DI 5END,

ZHHDEIESIT, £ ORENZ S CRAIFHC AT OFIRIZEIY ., #5725
TR, RAsEA. AR, WG, 7B, R A, SR kA, BIREA. 1R, A
AL, 38, ZEACH, YRR BAZ2E O ESRMESINY &8 EIRA 3 A
BT 52 LI KRR LR TES,

AZEP TV V2ZFABIEBIELIL, V2R BRERIETHEREA L, V2R &K
IR T T = AR, F2EV2RBFRD/ =% LTI = AL CER AL B
T 5, AFHADFTR A (A) TREINDEAWIL, V2ZEERIZHL, TF=Ak
FI = VT I =AU THER 52803 TES,

AFEH ORI — R (A) TRINDLEWIE, PIZIE, ENV2RBHHEE ZRE
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[0252]

[0253]

[0254]

[0255]

TV R A R E R BV TR AR e V2 IR E A 2R T, £
i, AZHORTFE—HR (A) TRINHADIT. REEZARIIKTER5ZL
BTED, £DTd . AFEW DR —HKA(A) TRENDLEIE, ROPEL ED
EMEERETLETORRISEI SN D, o, WEFE VIR 7R 7474
NTFURRTEHEREZA 350 TH MR BOIRREITHIZEN TES, Tk
 ARP O R (A) TREND LAY ZOFEBRFHICTFRSNOHIB IV
ZNoDT R Ty T B F G ELTER TOEEMEMIT, FIE, HRx RdkR
PR KBRS MR I ThY ., IR, RREE, BRIE., HHEPER FE,
KRR, BRFEAEVEIL, fLATR, 742 T4V T TR, R X3 KA
IIMFAS RS E D IR R EI 1T T BHAI L L CE Th 5,

o ARICET, V2RBREZRT 52 LIc 0B ES SR BE T, 16
BEEIIIBIN T DT LA R T DI LN TED, V2R EEREHNE T DI NbD ke
Ui, B2, SR RREE, BRIE., HXPER FVE. RHBUR. BRFEEM
i, fLAIE, 74 TANTTURIE, Fa R34 R/ MBS RE R 45 D5 8
BT IR EITBE T 2 IENET b,

AFEP DTG — KK (A) TRSNDLEWEIT L DR PRI DT
VD7 EH 1RO T iR Ll EALA GO T 228 TED, AR ORI
L (A) TRENAEA MM AR THEATERERAILL TiE, o LEKIK
PRV ER U ARENER, SUREK, T F T U Rus K FIBER, VLT AR
K K—F ¥ RVA =7 F— WEMRIHIR . BIEEE, TEF Lz z2T5
—BHEE, SI7VAF-EKERBTOND,

AFEW ORI — R (A) TRINDILE WL L0 A 1REESUI TR B
HEDETHERTIHA . AP, H—0RAILL CORRHES., BHEORH|L
LCOR—XITR R & 5RIEICL DRSS K OBIEORAILL ToR—XiX
B R SR AMEE T DL RS OWTNOREREBEE A, ARHDIL
BE LROFEREMAEDE TRIEFRMEIM LT, ERROm<SH—-RFEL T
D5 HRECHIEOA A A TR 5 EE ST,

AFEH ORI — R (A) TR, TREEIThLL Lo ERddgA
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[0256]

[0257]

[0258]
[0259]
[0260]

[0261]

[0262]

[0263]

[0264]

[0265]

[0266]

FABEDETERTHZLI2XY, ERRRBO TR UTIEHR _EAMEL EOFFI7Z2%)
REB/DHIERTED, Fid, R, B AT 258 L CEof A &
EWAH ST, BTG T 2EAN O BIVE A2 BRSO IS 52803 TED,

FLAEE T SN2 IEH D BRI ZR LA W 0L BT N &A@ R BRI DV
TLULT DO@EYBIRT B0, A ORARIIZNLIZRESNDH D T2L, BRI
{EBEHTRBNTIRZDO TV —K, R Z ORI FENCHFRESNIEE AT,

o EWEREL CiX, 7/ v, TV, oIedn, FaRayy, 7 =bana
—), KXY IV ARV a— NN hr—L WY —21901,
FIRON, AT VRT Ja—), L aRi ey IDR— 16804, 747 =%
Vv, SPM—969, (S) —doxazosin, KRG —3332&nR3231F b5,

Py L TE, Fut' Ry FF LT F = LT aYy YTk
BEFBND,

AV AEBIFKEL TUL, NPV ERZET o,

PRIRLL U7 IRF Y —NERFET N D,

TrF TRy U EEL T, BRI aL~Y )y TUNVTEAR ) — VR T
bhd,

HBIRLL X, AT/ TIVERRIT NS,

TN BFEFEELTL, 77AV N, =72V S BVE Y SANUR
RV ==V A= DE s =P RV A ATV, =
TNV VAU TAaYE s YAV RV TR,
ONFTEL, NV, TENL=UE Y, 720ty SV T2
VN TTEV T ITV IQB—875D, A=V ERE T NS,

K—F ¥R NVA—7F—¢LTid, NS—8, =ai I, FIva—iL, ey
v, V7 raw iV, GKE—841, PNU—83757, NN—414, KCO—912, AZ
D—0947, ABT—598% 3% b5,

AREARRIHIAIEL T, KW—7158, A/ AL LV=T 2T 0 ZE
Fohs,

BAEBNEELL Cik, 7 T a— )L YRRV T /T m—)b, 7 /83 R~
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[0267]

[0268]
[0269]

[0270]

[0271]

IV TTa— ) TENETe—)V SahTu—)v A7 Te—)b KWD—
2183, FVETO—)L, TIATEI YaTdTa—iL AT I—)L R_FHI
. levalbuterol, =7 =RU2 | AVT RV SR—58611, arformoterol, CHF —4
226, KUR— 1246, KUC—7483, KTO—7924, YM—178, QAB— 149, TD
—3327,LY—362884, GW—427353, N—5984, KUL—7211%»% b
Do

TeFNA) AT —BHEEKEL UL, FRRUNV ANTUR, UNRRFTI
AN T AR —b, T 53| phenserine, KA—672, CHF—2819, T—82, EN
—101, ZT—1, TAK—802, ladostigil& AT b5,

RTLAF—IREL L, BB R T FEANERZE T BN,

AFEH DT~ (A) TRINDLEW LT L DA FNFFESNDEHED
BBy, BEOER, R, KE, REBIORROBESICIEERESN
BN, RO EDOHARALH Y7200, 01mg~FI1000mgDEiFH T, FEkk O #
EDBES, BALH %720K0. 01mg~#J1000mgD#ifH T, —EIE/ZITHENC
T TEERETDILRTED,

AFEP DTG — MK (A) TRSNDLEWEIT L DA FHIFASN DL
\ V2R ZAAEBIIR LS D TRk it SR A SE TR EE . IR IBRIE B L O IRIETR
I LBRIRESN DD EH IR LA A B DR TRIEISHBIIZ BT, A
DEE-EIX, BEOHER, PR, BLOWE, ER, & 5RH., A, &5 51,
AN D AF R RENTLY, EERIRTHILNTED,

ZEA DR

AFEP ORI (A) TRENDHIEDIL, HIZIE, RV 2R B G HBREB
T OV A RIS R B ERBR BV TR A e bV 2 BRI E A 2 R LTz,
Zhvis, AR ORTE— KR (A) TRSNHELABIT, REZABIUKTEESZ
LW TED, £, ARPIDHTFE—KA(A) TRSNLAEWIT, AEMITE
RFaT7 4= VOFARIEM., IWEHE VIR TR OT73 TN T T RR T
ERZAL. B eBeRIEE, KERXIL MR E FTHY., IR, RREE,
BRAE, FPARXMERARSE ., AKWEIBER . B AR AL, AR, 742 T4V T TR
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[0272]

[0273]

[0274]

993, SE ORI XIE 8% R/ R AR DI £ L TR L L T Th D,
K% D7D D RO RE

AFEHORNEZ LT ORBRFIC KO BIZFEMISHRB 225, AFRBIIEONEIC
RESNDHDTIIR, ., HBEH], FERH], FR T THOTWDLRZDIH
.Ref. No. I32E&#1% 5. Ex. No. IXFEEFIF . StreidfbFHE=X, 1TH-N
MRIIAK B RILBAST M EBIRT D, £/2CDCI3i37mriiLh—d, D
MSO—d6iIVAFNALEXYR —d  CD3ODIEAY /—/b —d ZRIKT D, Tz
« MSITE &SI E RS D,
F i 1]
(ZEH11)
tert— 7 FN=4—TNFua—2— N TNLVFEAF LY T —h

KB T, 4—T7nAa—2— N7 AarF Ve & (5. 00g) DT eRkars
> (72. OmL) ¥ ICtert— 7 F =2, 2, 2—N7aa7 ¥ (3% —h (8. 18mL)
BLUO=T2bRV RV F )2 —T V450K (0. 304mL) ZIEXMR. FONEG
i NI 18RI LTz, KRR T JUSIERE#IZ 1 mol /LK LT R T L
KIS AEN A, Bifg—F /L CH LTz, A8 % 1mol /LK L TR /KBS
VRBRUEIRI A CHAL . KGRI~ 7 R T L THIEL, itk Akx
WE FICEMHE L, ZOBBIZOA T ue L e—F N — ~F Y32 . REWE
AL, ZOABEWE TR, BN HERME I TNIT b0~
KT 4 — (L BRIR =T L — ~F P2 ) THRRIL, tert— 7 F/V=4—7 )V
Fu—2—RNT7NFuAF LT —h (3. 13g) 2T,
1H-NMR (CDCI3) & ppm:
1.58 (9H, s), 7.20~7.30 (1H, m), 7.35-7.45 (1H, m), 7.75-7.85 (1H, m)
(B&HI2—1)
TFN=3—7ua—4—F/ =) —1—A NV T —h

BT, = FV=3—ruu—4—713u~V7—k0. 500g) BLOYREEHY
72 (0. 682g) DN, N—AF AN LT IR (5. OmL) BEHIZIH— 5 — /1 (
0. 185g) &Mz, ZOEAW%E120°C CLRMHEE L=, KINEAYITKBLUE:
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e~ FNEMZ T2, FAHIEE B, KIEEER =T /L CHIliL7z, &L aHE
EARBLORRIREEAK CTHAL., AR~ 2T A THEREL, A0k, A%
WU TICIRM LTz, BONIHERDE LI F N BT L0~ T T7 4— (VR YA
it BRI T L — ~F YL ) TREBIL, =F )L =3—Jun—4—-tF/)—)L—1—A
N T —0 0. 474g) 15T,
1H-NMR (CDCI3) & ppm:
1.43 (3H, t, J=7.1 Hz), 4.42 (2H, q, J=7.1Hz), 6.50-6.60 (1H, m), 7.74 (1H, d, J=8.
3Hz), 7.78 (1H, d, J=1.7Hz), 8.00-8.10 (2H, m), 8.21 (1H, d, J=1.7Hz)

[0275] (B#&HI2—2~2—6)

HISTHEATNVFERE, TIVFHEEEZ AV, 2EF12—1ERERICLT, UUF

DBEH|2—2~2—6DILEMERTZ, ThODEERBIOBMEL R LITRL
7o

[0276] [31]
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Ref. No. Strc k2]
1H-NMR (CDCI3) & ppm :
do/\ 1.41 (3H, t, J=7.2Hz), 2.67 (3H, s), 4.38
2—2 (2H, g, J=7.2Hz), 6.45-6.55 (1H, m),
Cﬁ 7.50-7.85 (3H, m), 7.95-8.10 (2H, m).
1H-NMR (CDCI3) & ppm :
/@;%OX 1.60 (9H,s), 6.54 (1H, d, J=1.6Hz), 7.78
2—-3 F {(1H, d, J=1.6Hz), 7.85-7.95 (2H, m), 8.00
C: o F {(1H, d, J=2.5Hz), 8.10 (1H, d, J=2.2Hz).
0
o~ 1H-NMR (CDCIi3) & ppm:
2.38 (3H, 5), 3.94 (3H, s), 6.30 (1H, d,
2—4 " ¢l J=2.5Hz), 7.60 (1H, dd, J=8.6, 2.2Hz),
(%;. 7.82 (1H, d, J=2.2Hz), 7.86 (1H, d,
J=2.5Hz), 7.97 (1H, d, J=8.6Hz)

% 1H-NMR (CDCI3) 5 ppm:
d 0 2.44 (3H, s), 3.96 (3H, s), 6.20-6.30 (1H,
C

2-5 | m), 7.47 (1H, dd, J=8.5, 2.1Hz), 7.6
&m (1H, d, J=1.4Hz), 7.66 (1H, d, J=2.1Hz),
=N 7.98 (1H, d, J=8.5Hz)

v}
N% ) |1H-NMR (CDC13) & ppm:
Vs

¢ N 1.43 (3H, t, J=6.9Hz), 4.46 (2H, q,
2-6 %D/ J=6.9Hz), 5.40 (2H, 5), 7.03 (1H, d,
é J=2.6Hz), 7.30-7.50 (5H, m), 7.71 (1H,

dd, J=2.2Hz), 7.90-8.05 (3H, m)

[0277] (Z%H513)

TFN=2—A ¥ —4—(4, 4, 5, 5T IAFNV—1, 3, 2—VFFHRuaTy
—2—AN) RV T —h

TNIVERR T, =F N =4—2raa—2—ARF T~V 7—k (1. 68g), EA(
vFas—NIAT#E (2. 98g). (1, 1" —ER(PT==VRRAT 4 )) Tkl ) 8
FVULID) —¥ralR DraarZ A (0. 192g) . 1, 1V —ER (VT ==k
274/) 7zt (0. 130g) BLUEHER VY L (3. 84g) D1, 4— VA F P2/ (30
mL) 8% 115°CTE6IFHIEA L, JUNERSYEFIRTF L THNLIZ, =
Wi A%, AIRERIE T IR L2, REICKBLUOFRF L 2R, FHER
Wi HE LT, AROGHIEL ST, KEEER—F LTl Ui, A4
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[0278]

[0279]

AL, KBLORRREAK CoEG, AR~ 7 7T L THEL, 5k, A
EWE FICEM U, BN AERME L VSN IT 50~ b7 57— B
WL FHR=F )V —~F P ) THEEL, =F v =2—A % —4—(4, 4, 5, 5—
TRIAFN—1, 3, 2=V FFHARaTy —2—AN) XV T —h(2. 37g) 1547z,
1H-NMR (CDCI3) § ppm:
1.30-1.45 (15H, m), 3.95 (3H, s), 4.36 (2H, q, J=7.1Hz), 7.35-7.45 (2H, m), 7.75 (1
H, d, J=7.6Hz)
(BEH514)
4— "V HNVR=N — 3= ARF T T = VR a iR
TFN=2—AFY—4—(4, 4, 5, 5—TrFAFV—1, 3, 2— VA F P Ruai
—2—ANV) RV T —h (1. 00g) DT FFERuT7Z (12mL) — A% /—/)V (3. OmL
) SRR I AR RR TN T L (2. 10g) =B TITMA, ZOREME=ERT
(CCARFRIRE R LT, DOGSIRAMICAZBIY REET NV A (2. 10g) IR TIZT
Mz 7z, ZORABHERIB TR, 50°CT2. SRR LZ, IGRA®ITKE
Mz, SR TICEEEEE L2, ZORE®Z2mol /LERE (1. 96mL) Mz, 0D
R E IR T I LRI ER LT, ZORABWITKBIUER =T VEMZ . R
WaHELT, AROFHIEEZ ST, KgeFie—F L CHiliL, AEraL
KRB ORI R A TYel, AR~ RV LT LT, Ak, ARER
JE T ISR LTz, BDNIBE AL IS N AT LIa<v T 57 10— (BRI B
TN —~FPNITAEL, 4— = VIRV — 3= AT T = LR (
0. 644g) 37z,
(2%415)
TFN=2—AFL —4—ET/— ) —1— ANV T —h
4— R U HNR=)L—3— AN T =)L (0. 644g) . ITH—E 5 —
(0. 0978g) . FEEESH (I1) (0. 391g) . EVUL (0. 232mL) BLPEL F 25—
—7 Z4A(0. 200g) DIRAHEY/7anaAZ (6. OmL) F1, iR FI22 H BH#AL
2o FONRA W E B IFANTBL , ARETHE TIZRME L2, oA EZ Y
HTNIIT LT~ T T7 4— (A BT L — ~F3) THEIL, =51
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[0280]

[0281]

=2—APFL —4 TS —1— AT —h 0. 381g) 7z,

1H-NMR (CDCI3) § ppm:

1.40 (3H, t, J=7.1Hz), 4.00 (3H, s), 4.37 (2H, q, J=7.1Hz), 6.50-6.55 (1H, m), 7.19

(1H, dd, J=8.5, 2.0Hz), 7.51 (1H, d, J=2.0Hz), 7.76 (1H, d, J=1.6Hz), 7.93 (1H, d, J

=8.5Hz), 7.95-8.05 (1H, m)

(BEH516)

NV =4— 2—TEIMTVZIY) —2— YT —h

KEBHRT, RPNV =2—ran—4—bRuF V7 —h(81. 4g) ., KLt

74 (111g) BLUEVLFTRITA(9. 29g) DN, N—VAF )LR/V AT IR (814mL

VERBIKIZ2 — T BT =T & —F(56. 9g) & FL. KINEA¥ENIRS3

CC2RFHA03 I LTz, FOSRAMICNIRE8 CIZTREEL Y .A(10. 1g), IV

{EF NIV A(4. 65g), 2— T aExF )N=T7tF—F(5. 18g) ZIEKMZ. HUN

IR83°CTAS IR LT, JUSIRAMEEIRICELIE . SJUSIRAWE K TIZTE

| B =F LV CHItH LTz, KB 2B =F LV CHMI LU, ABEEZ A, K-

FAFN A K T LT, AKE L F 2 1mol /LIERE, /K. fARI &K CrEgL, &

KB~ 7 R ATHE LTz, Al AIRAETE TICRML TP =4—(2

—T7EbFVZRFY) —2— a7 —h(115g) #4587,

1H-NMR (CDCI3) 6 ppm:

2.10 (3H, ), 4.15-4.25 (2H, m), 4.40-4.45 (2H, m), 5.35 (2H, s), 6.82 (1H, dd, J=8

.8, 2.5Hz), 6.99 (1H, d, J=2.5Hz), 7.30-7.50 (5H, m), 7.92 (1H, d, J=8.8Hz)

(BEHI7—1)

3—ruu—4—t5)— )V —1 — ANV BER
TFN=3—7ua—4—EFV =) —1—AN—_2V T —h0. 474g) BLU5

mol /L/AKALT NY S/K¥EH (1. 183mL) D= /) — VIR (5. OmL) #3043 [H

BSEz, EiRTICCRUSESHIZ2mol /LERE (2. 84mL) X 7z, =4/

—NVEBE TICEEL, fTHE AL, KT 52812803 —mr—4—-v'7Y

— N —1—ANVLEEM (0. 420g) 257,

1H-NMR (DMSO-d6) § ppm:
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6.50-6.60 (1H, m), 7.75 (1H, d, J=8.3Hz), 7.83 (1H, d, J=1.8Hz), 8.02 (1H, dd, J=8.
3, 1.8Hz), 8.12 (1H, d, J=1.8Hz), 8.28 (1H, d, J=2.5Hz), 13.45-13.65 (1H, brs)

[0282] (Z&HI7T—2~T—14)
KT DTAT NVHEEEEZ NN BEG7T—1LFERRICL T, LT OZEFI7T—2
~T7 =140/t EMEET, ZTNODOBERBLUYIHEL K 2B L U3IT R,
[0283] [32]

Ref. No.

Stre

it

v

1

1H-NMR (CDCI3) 5 ppm :
261 (3H, s), 6.55-6.65 (1H, m), 7.70-7.90
(3H, m) 7.97 (1H, d, J=8.5Hz), 8.61 (1H, d,
J=2.5Hz), 12.80-13.00 (1H, brs).

o

1H-NMR (DMSO-d6)5 ppm :
3.92 (3H, s), 6.55-6.65 (1H, m), 7.49 (1H, dd,
4=2.0, 8.5Hz}, 7.57 (1H, d, J=1.9Hz), 7.75-
7.85 (2H, m), 8.67 (1H, d, J=2.5Hz), 12.55-
12.75 (1H, br s).

0
0
I

H

1H-NMR (DMSO-d6) & ppm:

2.19 (3H, s), 7.80-8.10 (4H, m), 12.00-14.50
(1H, br)

MS(ESI, miz) - 238(M+H)+

N
Ny

Mo

H
H
H

1H-NMR (CDCI3) 6 ppm:
2.35-2.45 (3H, m), 7.05-7.15 (1H, m), 7.90-
8.00 (3H, m), 13.55-13.65 (1H, br)

4

-

0
£

OO

o,

1H-NMR (DMSO-d6) & ppm:
228 (3H, 5), 6.41 (1H, d, J=2.4Hz), 7.80-7.95
(2H, m), 7.98 (1H, d, J=2.1Hz), 8.55 (1H, d,
J=2.4Hz), 13.20-13.60 (1H, br)

MS(ESI, m/z) :237(M+H)+

0
e g
0
0
|
0
C
0
0
Cl
0
OH
Cl
0
OH
Cl

&
=N

1H-NMR (CDCI3) 5 ppm:
2.46 (3H, s), 6.25-6.30 (1H, m), 7.52 (1H, dd,
J=8.5, 2.1Hz), 7.65 (1H, d, J=1.5Hz), 7.71
(1H, d, J=2.1Hz), 8.14 (1H, d, J=8.5Hz)
MS(ESI, m/z) :237(M+H)+
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[0284] [Z3]

69
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Ref. No.

WitiE

1H-NMR (CDCI3) & ppm:
2.70-4.20 (7H, m), 6.60-6.90 (2H, m), 7.00-
7.30 (2H, m)

1H-NMR (CD30D) 5 ppm:
7.30-7.40 (1H, m), 7.85 (4H, m)

7—10

1H-NMR (CDCI3) 5 ppm:
0.75-1.65 (12H, m), 2.85-5.25 (5H, m), 6.45-
8.05 (9H, m)

711

OH

1H-NMR (DMSO-d6) 5 ppm:

4.20 (3H, s), 7.91 (1H, dd, J=8.2, 1.6Hz), 7.99
(1H, d, J=8.2Hz), 8.30 (1H, d, J=1.6Hz), 13.76
(1H, brs)

7—12

OH

1H-NMR (DMSO-d6) & ppm:

4.46 (3H, s), 7.98 (1H, d, J=8.2Hz), 8.08 (1H,
dd, J=8.2, 1.6Hz), 8.12 (1H, d, J=1.6Hz),
13.63 (1H, brs)

7—13

1H-NMR (DMSO-d6) 5 ppm:
4.20-4.30 (2H, m), 4.65-4.85 (2H, m), 6.95-
7.05 (1H, m), 7.10-7.20 (1H, m), 7.80-7.90
(1H, m), 13.04 (1H, brs)

7—14

1H-NMR (DMSO-d6) 5 ppm:
4.90 (2H, g, J=8.8Hz), 7.12 (1H, dd, J=8.7,
2.7Hz), 7.28 (1H, d, J=2.8Hz), 7.85 (1H, d,
J=8.5Hz), 13.14 (1H, s)
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[0285]

[0286]

[0287]

(B&518)
4—EFV =NV —1—ANV—2— N T NVFurF VL L ER

tert— 7 FN=4—EF— )L —1—ANV—2—NT7NVFarAF N7 —h0.
651g) DY rumAiZL (4. OmL) — N7 )VAaliik (4. OmL) Wik% =R T IZ6H
MLz, SR ERTE TICRMHL, 4— 55— —1—A LV —2— 7%
TAF VL B (0. 525g) 21572,
1H-NMR (DMSO-d6) & ppm:
6.60-6.70 (1H, m), 7.85-7.90 (1H, m), 8.01 (1H, d, J=8.5Hz), 8.20-8.35 (2H, m), 8.
78 (1H, d, J=2.4Hz), 13.50-13.85 (1H, brs)
(ZZ&14519)
4— (2—TEMV YY) —2—rna R RER

KAT, v VN=4— 2—TE;IzhFY) —2—7aa~ V7 —h(80g) D
T hIeru7 7 (960mL) IWHkIZ10% /N0 b — k5% (7. 32g) BT VAU TR
FEIE T T, ZOBEKERIRICTS. SEFRAKZTARMR T AL, 7
NI VEFERR T FINBEMIZ10%/370 75— R (4. 88g) ZM R, £ DA
WEEIRICTOKBHTAZRAK T CTL. SREHREELZ, EIAMNIF2ERmTZEIZIY
it A BREL, WE TFTREEEEL, 4— - TNV b)) —2—7aae B
I (47. 6g) 7=,
1H-NMR (DMSO-d6) § ppm:
2.04 (3H, s), 4.20-4.40 (4H, m), 7.01 (1H, dd, J=8.8, 2.5Hz), 7.13 (1H, d, J=2.5Hz)
, .83 (1H, d, J=8.8Hz), 13.04 (1H, brs)
(Z%#110—1)
22— —4—¥I5/) =) —1— AN ) =7alR

KT HbF A= (0. 832mL) BLUMEEEDN, N— U AF /LR /L L
TIRDOVruuA L (6. 8mL) WKIZ2— /aa —4— 5 — )L — 1 — A VR BE
% (0. 508g) ZMNZ., ZORA M EA0C TR IR U2, SUSEREIE T I
ML, 2—7um—4—b5 ) — )L — 1 —AN_UY AN =2ualR (0. 550g) #E7-,
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[0288]

[0289]

[0290]

[0291]

[0292]

1H-NMR (CDCI3) 6§ ppm:
6.55-6.60 (1H, m), 7.70-7.75 (1H, m), 7.75-7.85 (1H, m), 7.90-7.95 (1H, m), 8.00-
8.05 (1H, m), 8.20-8.30 (1H,m)
(Z%6#110—2)
3—/nu—4—5/)— ) —1— AN/ ) =7alR

FB T, 3—/uu—4—e5)— )V —1—A)VEZEFEM (0. 0552g) DY r/urF
> (0. 70mL) B 2L F 4 =1 (0. 0900mL) BLUMHEER DN — AF /L e'a
URVEMZ, ZOBRAWEA0C TLER RS 72, MR EZRML, 3—7a
0—4—tF) =)L —1— AN~V A )L =2aYR (0. 0597g) 2447,
(2%6#110—3)
2—AF )N —4—E TS —)L—1— AN~/ )= R

BT, 2—AF NV —4—ETF/— NV —1—ANVEEEFR. 111g) DV r/aaiAF
> (1. OmL) BRI LT A4 =1 (0. 200mL) B XM EDN — AF L al R
YEMZ. ORI ZA0 CTLRHRIRS YT, OSSR IE TICRMEL. 2—
AFN—A4—EFS =) —1—AN_ AN =2aYR (0. 121g) 277,
(2%E4110—4)
2—ARFL —A4—EFS— N — 1 — AN AN =27alR

HIRT. 2— Ay —4— 7/ — NV —1—A VL EFHER (0. 0600g) DY 7R
&> (1. OmL) BT L F 4 =V (0. 100mL) BEUMERDON — AF Lo
URVEMZ., ZOREKZA0CTL. SRFEIERSE 72, FOSHEIKZIE T IR
L. 2= ARFY —4—EF) — L — 1 — AN (=2l R (0. 0649g) Z45377,
(2%4110—5)
3—/nub V=)V —4—HNR= ) =ralR

HIR T, 3—7uut’ 7= —4— VAR (0. 0787g) DY ruuir#L (1. 0
mL) BRI LT A =1 (0. 120mL) BIL Ul & DN — AF L a Y R-Z270
% ZORRBIKEEIR TIC1. SRR L2, BONAIRARE TICRHML, 3—r1
o7 z=)L—4— NV R=)L=2alR (0. 0849g) 2157~
(2%E4110—6)
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[0293]

[0294]

2—run—4—ayPr —1— AN A =ra)R
HIR T, 2—/un—4—-enalPr —1—ANVEZEFHFR (0. 0733g) DY 7aarH
> (1. OmL) BRI HALF A =1 (0. 236mL) BI UM EDN —AF 1 al R
VEMZ, ZORERAE IR TIZ4. SRR LT, SUSEKAIE TIZRMEL . 2
—ruu—4—euyPr —1—AN_ AN =2alR (0. 0793g) 21577,
(2E6110—7)
TFN=2— (83— run—4—r7uul VRV Tz %) TeF—h
K HA— BL BEREFHEREZ TV, 2EH10— 1LFERICLT, =F =2
— (8—un—4—rua VRV T = )X Y) TRE— MRz,
1H-NMR (CDCI3) 6 ppm :
2.11 3H, s), 4.20-4.30 (2H, m), 4.40-4.50 (2H, m), 6.91 (1H, dd, J=9.0, 2.5Hz), 7.
03 (1H, d, J=2.5Hz), 8.20 (1H, d, J=9.0Hz)
(Z2#&H5111)
2—7au—N— (2—FHRNVINTz=)V) —4—EaIPy —1—AN_XUATIR
2—run—4—vulor —1—ANVLZEFMR (0. 473g) D LT A=/ (6. OmL
)RR B DN — AF N BIR &R, ZOWKE SR TIZ1. SR EHEERL
720 BUSHSHRZWE TITRM LTz, 20K L Y 7auAs s (15mL) I fESE T2 (
WIEA) . KB T, 2—TI/R_RUATATER (0. 266g) BEUN=F LTI (1.1
TmL) DY raaRrZ s (16mL) WIS AZ A ZOWHKAZ IR T IZ66 R
U, FOSEHRITKZ A )& A5 LT, fhEIE TR Lz, #5
NI AR E S YT NI T 570w T T — (EINEE B =T L — ~F 3
V)THRIL, 2— /e —N— (2—FHRAINTo=)V) —4—EBloy —1— Ay
ZXTIR(0. 276g) Bz,
1H-NMR (CDCI3) § ppm:
2.00-2.10 (4H, m), 3.25-3.40 (4H, m), 6.48 (1H, dd, J=8.8H, 2.4Hz), 6.57 (1H, d, ]
=8.4Hz), 7.20-7.30 (1H, m), 7.60-7.75 (3H, m), 8.92 (1H, d, J=8.5Hz), 9.94 (1H, s)
, 11.59 (1H, s)

[0295] (&%E4]12)
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[0296]

[0297]

N— (2—eRafiAF LT x=)b) —2—=ba_U B Z)LRVTIR

KT 2—=T/T72= VA )= (3. 00g) BEUE YD (3. 94mL) DY 7
TAZ L (20mL) W22 — = b _uBr 2 k=)L =2aYR (5. 67g) %, 2
DYEWRA IR TICRAEIR L2, BINREAYIZ2mol /LEMI IUKEMZ ., 3
SRR LT, REEMEAEL ., ARICEFBR=T VENZ T, A%, fafn
BHKCBe, KRR~ R T AT, ik, ARETE TICHRMEL
720 BN E VAN IT LI T TT7 4 — B HERE iR =F L
—~FH)TREIL. N— (2—eRaF i AF N Tx=)V) — 2 — =B AL
AR TIN(6. 78g) BT~
1H-NMR (CDCI3) § ppm:
2.20-2.30 (1H, br), 4.60-4.65 (2H, m), 7.15-7.30 (3H, m), 7.40-7.45 (1H, m), 7.55
~7.65 (1H, m), 7.65-7.75 (1H, m), 7.85-7.90 (2H, m), 8.30-8.45 (1H, brs)
(Z2%&H4113)
N— (Q2—FNINTxz=)V) —2—=pa X B RVRTIR

HIRT.N— (2—bRuF  AF LT z=)b) —2— bR B 2R TIR (6
. 78g) DY rum A& (40mL) W\ ZIE I — b~ H (13, 4g) &Nz, 2D
TR A IR T I 13RI LT, BUSIRA W b~ H 2 (5. 7T4g) &MZ
. ZOREIK A EIR T 24, SRR U=, SOGBA MY 7aur& M., Ik
B AE LT, AIREBE TICRML., BRI F N —T NENR, ZO%
WA B T B MR U, hEE AL, N— (2— RV T z=)L) —2
—=haRBURVERSTIR (3. 42¢) B8 T2,
1H-NMR (CDCI3) 6 ppm:
7.20~7.30 (1H, m), 7.50-7.60 (1H, m), 7.65-7.80 (3H, m), 7.80-7.90 (2H, m), 8.15~-
8.25 (1H, m), 9.91 (1H, s), 11.30-11.45 (1H, brs)
(B&HI14—1)
2—7ua—N—(2—{[(R) —2—eRu%y —1—AFNVZFNAI /) AF )NV} Tz
V) —4—tnaldy —1— AN ATIR

BET.2—70ua—N— (2—FRAINTxz=)L) —4—r o —1—AN_ X
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[0298]

[0299]

73R (0. 450g) BI ORIV Y (0. 195g) DX /—)v (10mL) BREBHEIZD —
T75=/7—/V(0. 109mL) ZMZ., ZORE W% 1RFHERSE /2, RNEE ML=
BETHRLE, APlRLT, ABIZKEMZ, BER=F /L CHH LT, AHEE K
BL UK T, SRR~ X7 ACTHELTZ, Ak, AKERTE
TICIRMGEU T, BONIMAERDE S IVA TN HT LI~ T o— (IR : B
FRTF ) —AZ )—)L) THEBIL, 2— 7 —N— (2—{[((R) —2—ERuFi —1—
AFNVEF VAR IAF NV} T 2 =)) —4—EalPy — 1 —A LU RATIR (0. 508
g) Bz,
1H-NMR (CDCI3) § ppm:
1.19(3H, d, J=6.4Hz), 1.45-1.50 (1H, m), 2.00-2.10 (4H, m),
3.30-3.40 (4H, m), 3.40-3.50 (1H, m), 3.50-3.70 (2H, m), 6.44 (1H, dd, J=8.7, 2.4
Hz), 6.57 (1H, d, J=2.4Hz), 7.10-7.15 (1H, m), 7.36 (1H, dd, J=7.7, 1.5Hz), 7.40-7
.50 (1H, m), 7.57 (1H, d, J=8.7Hz), 8.42 (1H, s), 8.89 (1H, d, J=8.4Hz), 12.9-13.0 (
1H, brs)
MS(ESI, m/z) : 386(M+H)+
(3EHI14—2)
N—(2—{[(R) —2—bRuFxy — 1 —AFNVZFNVAI/IAF NV} T2=)V) —2—=
ra B ANV TIR

N— (2—HRNINTx=)V) —2—=ha U BUR)VRC TIR (2. 43g) BEUYR
YT A (1. 13g) DA /)—) (50mL) B¥EIZD — 75 =/—/L (0. 631mL) %
SMRIOC TN, ZORAWE 16K RIS T2, FNREAWMEEIRETHRL
7otk ALz, ABEEN— (2—{[(R) —2—bRBF Y —1—AF L ZFNLAI/) A
FNYToz=)V) —2— = AR B RNVRL T IR — & ) — AR E L TR O i
W,
(35614 3)
2—7nu—N—{2— [(2—EFuEF V=T NAI)) AF V] Tx=)L} —4 -y
—1— AN ATIN

2—7ua—N— (2—FRNAINT =)L) —4— U — 1 —AN_U XTI (169



WO 2006/104008 75 PCT/JP2006/305820

[0300]

[0301]

mg) ., 2—7X/xF /—)(31. OuL), KEEHVD L (73. 3mg) DTZ/—)V (3. 0
mL) BEWEINRI5CTO. SR MBURTRES 72, MUGRAWERIRETHL
7otk ALz, AlRE2— 7 —N—{2— [(2—eFafxT=F VAI)) AF V)7
= —4—al Py — 1= AN AT IR — 2 ) — VERIREL TR O UGS
Ve,
(BEHI14—4)
N—(2—{[(R) —2—eRaFY —1—AF NVZFNAIJAF )NV} Tzo)b) —4—=
ra B A NVERTIR

HRT.N— Q2—FNVINT =)L) —4—=ba B 2Ry 7R (700me)
BIORBAYY A (325mg) DX /—)v (5. OmL) B#EBIKICD—77=/—/1 (0.
182mL) ZMZ., ZOERAHZEIMHRIOCIZ CHREIBR RS 72, KINEAHME =R
FTHRLIZE, AL, AIEN— (2—{[(R) —2—tRu¥d —1—AF x5
NAIVIAF N T 2= )V) —4—=ba R B U VR T IR — 28 ) — VRIS LT
RO ISR,
(3EHI156—1)
2—7un—N—(2—{[(R) —2—eRua%y —1—AF NV F LTI/ AF )V} Tz
V) —4—ralPr —1—AN_UATIR

2—7ua—N—(2—{[(R) —2—tFuXL —1—AFNVZFNAIJAF NV} T =
=) —4—allr—1—AN_UXTIN(0. 508g) D /—)L (10mL) ¥k
(KB AT FE T NIT L (0. 0598g) B, ZORE W% VRFRIETRS 72, S
BAMIC=F/)—) (5. OmL) 2%, 1RREERSE 2, RGREAYE=RBEETH
U, AFLATFEFIITL(0. 0598g) ZMZ., ZORAMERIR TITKAE
B U=, WE T ICOSRA M E Rz, ZOBREICKEN X, B /L Tl
U7z, AR A KRS LU R A T, AR~ RV A CTHIRLT,
Ailbth . AIREWRE T IR LT, DN AR E VI TN BT Bra< TS5
74— (AR B = F )V — A% ) — V) THRERIL, 2—2ma—N— (2—{[((R)
—2—kREF Y —1—AFNZFATIVIAF N} To=)V) — 44—y —1—A
N RTIR (0. 333g) 577,
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1H-NMR (CDCI3) 6§ ppm:
1.01 (3H, d, J=6.4Hz), 2.00-2.05 (4H, m), 2.75-2.85 (1H, m), 3.25-3.35 (4H, m), 3.
35-3.60 (2H,m), 4.00 (2H, m), 6.44 (1H, dd, J=8.7, 2.4Hz), 6.52 (1H, d, J=2.4Hz),
6.95-7.05 (1H, m), 7.10-7.20 (1H, m), 7.25-7.35 (1H, m), 7.61 (1H, d, J=8.7Hz), 8.
25-8.35 (1H, m), 10.60-10.70 (1H, brs)
MS(ESI, m/z) : 388(M+H)+

[0302] (B&HI15—2~15—4)

HIETH2— VT T E )= VEERE R, 2EH]15— 1EFRRICL

T, U T DBEFI15—2~15—4DEaME BT, ZhbDEERBLIUHMEL
FATRLIZ,

[0303] [F4]

Ref. No. Strc MitiE

1H-NMR (CDCI3} 5 ppm:

~_OH [2:00-2.10 (4H, m), 2.75.2.80 (2H, m), 3.25-
N 3.35 (4H, m), 3.65-3.75 (2H, m), 3.90 (2H,

@\H s), 6.46 (1H, dd, J=8.7, 2.4Hz), 6.52 (1H, d,

152 J=2.4Hz), 7.00-7.05 (1H, m), 7.10-7.20 (1H,

o m), 7.25-7.40 {1H, m), 7.64 (1H, d,
J=8.7Hz), 8.25-8.40 (1H, m), 10.65-10.75
G\' cl (1H, brs).
MS(ESI, m/z) : 374(M+H)+
H 1H-NMR (CDCI3) 5 ppm :
N’\/OH 1.16(3H, d, J=6.5Hz), 2.90-3.05 (1H, m),
H 3.55-3.80 (2H, m), 3.80-4.10 (2H, m), 6.85-
15—3 NH 6.95 (1H, m), 7.00-7.10 {1H, m), 7.10-7.20
0=8=00, (1H, m), 7.25-7.30 (1H, m), 7.55-7.70 (3H,
N, m), 8.05-8.15 (1H, m).
é/ o MS(ESI, miz) : 366(M+H)+
N A_OH 1H-NMR (DMSO-d6) & ppm:

N 1.24(3H, d, J=6.6Hz), 3.05-3.15 (1H, m),
NH 3.40-3.70 (2H, m), 3.95-4.15 (2H, m), 5.20-
15—a 0=8=0 5.50 (1H, br), 6.55-6.65 {1H, m), 6.95-7.15
(3H, m), 7.95-8.05 (2H, m), 8.20-8.30 (2H,
é m), 8.80-9.50 (2H, br).
g MS(ESI, m/z) : 366(M+H)+
ONO
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[0304]

[0305]

(&&pl16)
N—(2—{[(R) —2— (tert =T FNIAF AL FAFFY) — 1 —AFVZF LT
INAFNV} T = )V) —2—raua—4—rualr —1— AR AT IR

AT, 2—70u—N—(2—{((R) —2—eRafxy —1—AF NL=F)LTI/]A
FNYTz= V) —4—Ea) Py — 1 — AN ATIR(10. 6g) BEXO1H— A%
—/V (2. 80g) DN, N— T AF VRV LT IR (150mL) WK Il tert — 7 F /LU AF
NraalF (4. 96g) ZMA. ZORAWEEIR TICRERELZ, SOSEIRIC
KREMZ., BT )V CHIE LTz, A JE & fafn K T, KmiiE~ 7 Ry
UL THR LT, Al AREWE TICRME LT, B AERE T VA7
KT T T7 4— (WG B =T L — ~F %) CTRHREIL, N— (2—{[(
R) —2— (tert— T F NV AF N ToNAFY) — 1 = AFNVZF)VTI ) AF )V}
Tx=)V) —2—run—4—tulPr —1— AU RTIR(13. 0g) 5T,
1H-NMR (CDCI3) § ppm:
-0.05-0.05 (6H, m), 0.85 (9H, s), 0.94 (3H, d, J=6.3Hz), 2.00-2.10 (4H, m), 2.65-2
.90 (1H, m), 3.25-3.60 (6H, m), 3.75-3.95 (2H, m), 6.43 (1H, dd, J=8.7, 2.3Hz), 6.
52 (1H, d, J=2.3Hz), 6.95-7.05 (1H, m), 7.10-7.20 (1H, m), 7.25-7.35 (1H, m), 7.5
8 (1H, d, J=8.7Hz), 8.30-8.45 (1H, m), 11.00-11.20 (1H, brs)
(ZEHI17—1)
tert— 7 FNL=2—(2—uua—4—rual s —1—A N ANTI)) RPN
((R) —2—tRuXy —1—AF)V=F ]I/ —h

KB T, 2—7na—N—(2—{((R) —2—kRady —1—AFNLzF LTI A
FN}Tx=)) —4—a) U —1— AR XTIR (0. 333g) DY 7um Az (1
OmL) YAIZ —IRBEY —tert— 7 F V(0. 197g) N2, ZOWKE =R TIZORF
R U7z, USRI ZRIRY —tert— 7 F 1 (0. 0562g) ZMZ., ZOWH%E
IR T IC1 2R R U 72, DOSEIRZIE T IZIRMi LTz, BoN - BEE IS
NHT BT T T 4 — (IR B = F L — ~FH ) TRERIL ., tert— 75
N=2—(2—7aa—4—-talPy —1—ANUTANTI) RPNV [(R) —2—

ERady —1—AFNVmF L] 3<w—k (0. 298g) Z1E7-,
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1H-NMR (CDCI3) 6§ ppm:
1.12 (3H, d, J=7.0Hz), 1.32 (9H, s), 2.00-2.10 (4H, m), 3.25-3.35 (4H, m), 3.50-3.
70 (2H, m), 3.75-3.90 (1H, m), 4.40-4.55 (2H, m), 6.47 (1H, dd, J=8.7, 2.3Hz), 6.5
2 (1H, d, J=2.3Hz), 7.10-7,20 (1H, m), 7.25-7.35 (2H, m), 7.72 (1H, d, J=8.7Hz), 7
.80-8.10 (1H, m), 8.40-9.50 (1H, br)
MS(ESI, m/z) : 488(M+H)+

[0306] (BEHILT—2~17—7)

MISTBT I FHERE A, BEFIT - 1ERERICLT, LTFTOZEH|17—2~

17 =TT, ZTNODOBERBLUPMELRSIT R,

[0307] [3&S]
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Ref. No. Strec tEfE
O 0 1H-NMR (CDCI3) & ppm:
Y on 1.34 (SH, s), 2.00-2.10 (4H, m), 3.25-3.40
N
@\N (6H, m), 3.680-3.70 (2H, m), 4.55 (2H, s),
17—2 NH 6.40-6.50 (1H, m), 6.53 (1H, d, J=2.3Hz),
7.10-7.20 (1H, m), 7.20-7.30 (1H, m), 7.30-
/@(j% 7.40 (1H, m), 7.60-7.75 (1H, m), 7.80-8.40
Oq cl (1H, m), 9.00-8.80 (1H, br).
\|/ 1H-NMR (CDCI3) & ppm :
% on 1.10 (3H, d, J=7.0Hz), 1.4 (9H, s), 3.50-
@:\N/\/ 3.70 (2H, m), 3.80-4.00 (1H, m), 4.48 (2H,
17-3 NH s), 6.90-7.25 (3H, m), 7.30-7.40 (1H, m),
0=8-00 7.55-7.95 (4H, m).
| N:O, MS(ESI, m/z) : 466(M+H)+
1H-NMR (CDCI3} & ppm :
HO, 1.05 (3H, d, J=6.7Hz), 1.52 (SH, s), 3.45-
%_ & 2 3.75 (3H, m), 4.00-4.25 (2H, m), 7.05-7.20
17—a A 0"5"0 (2H, m), 7.25-7.30 {1H, m), 7.55-7.60 (1H,
g { uN m), 7.95-8.05 (2H, m), 8.20-8.30 (2H, m),
O . 9.40-10.40 (1H, br).
C{";O MS(ESI, m/z) : 466(M+H)+
OYU 1H-NMR (CDCI3) 5 ppm:
17—-5 N OH 1.30-1.50 (9H, m), 2.30-4.80 {7H, m), 6.55-
@f:)""" 6.80 (2H, m), 6.95-7.15 (2H, m)
N
H
0 1H-NMR (CDCI3) 5 ppm:
b )4 0.96 (3H, t, J=7.6Hz), 1.50-1.55 (11H, m),
17—6 Q/\ 0 3.15-3.40 (2H, m), 3.75-3.85 (1H, m), 4.25-
_J 4.45 (2H, m), 8.56 (1H, d, J=7.9Hz), 6.65-
H \ 6.80 (1H, m), 6.95-7.15 (2H, m)
o M
N»— 0 1H-NMR (CDCI3) & ppm:
177 C(\’) ------ 0.95-1.70 (12H, m), 2.95-3.10 (1H, m), 3.35-
N 3.55 (1H, m), 4.25-4.85 (5H, m), 6.65-6.80
’\© (2H, m), 6.95-7.40 (7H, m)
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[0308] (&&#118—1)

[0309]

2—7aua—N— (2—{[(R) —2—eRa%y —1—AFNVF )V (4—=baX B
ANVIRZ)V) TIIIAF NV T 2m)) —4—alPy — 1 — AR ATIR
KAET.2—7a—N—(2—{[(R) —2—tRuF%y —1—AFLZF /LTI /] A

FN}T =) —4—al P —1— AR XTIR (0. 177) BLOEVY (0.
0340mL) DY 7uuir& /(3. OmL) EKIZ4A— =t~ B AV HR= )L =7al R (
0. 845g) &Mz, ZORAWE EIR TIC1 3L, RISEAWERIE TIC
BEHMELUT, BN BB N BT a5 40— BRI i L
—A~FP)THERL, 2— 7 —N— (2—{[((R) —2—tFufy —1—AF =T
NV (A—=Fa_X B ANVKR=NV) TINNAF NV T x2=)V) —4—aloy —1—A

R ATIR (0. 0645g) 477,

1H-NMR (CDCI3) § ppm:

1.04 (3H, d, J=6.9Hz), 1.70-2.10 (4H, m), 3.25-3.55 (6H, m), 4.10-4.20 (1H, m), 4.
30-4.60 (2H, m), 6.45-6.55 (2H, m), 7.10-7.20 (1H, m), 7.25-7.75 (4H, m), 7.86 (2
H, d, J=8.4Hz), 8.22 (2H, d, J=8.4Hz), 8.45-8.55 (1H, brs)

MS(ESI, m/z) : 573(M+H)+

(2%EpH118—2)

N—[(2— ({((R) —2— (tert =T FNATAF AL ToAFHY) — 1 —AF )L=F )]
— (A== RUBUANVREN) TINAFN) T x=)V] —2—an—4—ealy
V1= ANRATIN

HISTDON— N ONT 2B )= )VFERL oV 7a )R v, 224118 —
1ERBRIZL T N—(2— ({{((R) —2— (tert =T F NV AF N T2V AFY) —1
—AFNZF)N] — (A— =MV B U RANVRZN) TINAF V) T2 )V) —2—7
o —4—-tulPr —1—ANRUATIREHET,

1H-NMR (CDCI3) 6 ppm :

-0.10-0.00 (6H, m), 0.78 (9H, s), 1.09 (3H, d, J=7.0Hz), 2.00-2.10 (4H, m), 3.25-3
.65 (7TH, m), 4.45-4.60 (2H, m), 6.49 (1H, dd, J=8.8, 2.2Hz), 6.54 (1H, d, J=2.4Hz),
7.00-7.10 (1H, m), 7.25-7.35 (2H, m), 7.70-7.85 (4H, m), 8.15-8.25 (2H, m), 8.60
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[0310]

[0311]

-8.65 (1H, brs)
MS(ESI, m/z) : 687(M+H)+
(Z%6118—3)
R) —2—{(2— (22— 7R —4—RIVY —1—ANUYANTI)_RUPVN] —
(A—=PaX B ANVKR=N) T Ry =4 —=paX B AR —h
KT HON— N ONT )2 E )= )VEEERL 7oV 7a) L v, 225118 —
1EERBIZLT,. R) —2—{(2— (2—2mm—4—tuldr —1—AN_UYV AT
IRV — (A—=ha R BRIV )V) TRV ue ) =4 —=ha B
VAN — T,
1H-NMR (CDCI3) § ppm:
1.00-1.35 (3H, m), 2.00-2.10 (4H, m), 2.95-4.60 (9H, m), 6.40-8.50 (15H, m)
(Z2&4119)
2—7aa—N—(2—{[(R) —2—eRFa¥xy—1—AFNVF )N (4—=faX B
ANVKREZN) TIIAF N7 2 =) —4—eal)Py —1—A VR ATIR
HRT.N—C—{[(R) —2— (tert =T FNATAF N TN FFHY) —1—AF
NEFN(4—=ba R B ANV V) TIJAF N T e=)y) —2—/aa—4—
vuYPr —1—AN_URXTIR (0. 270mg) DFRFeRuT T (5. OmL) WKRIZT
Fo—n—TFFNANTE=UL=TNFIUR (1mol /LT a7 7 ¥4k :0. 410
mL) ZMA, ZOWHZ B T30 Lz, FOSEBITKEZMA., BT
JVCHI U7, AE 2 faf oK Tt KR~ 7 R L CHRELTZ, A
W%, AERE T ITRM LU, SO =REE2 77 a VUMY SV
Fhrae T 74— (B BT L —~F 8 ) THRL, 2—ur—N
—(2—{[(R) —2—kFuFy —1—AF LT )N (4—=ha VU RVR=V) T
IVAFNYT2m)V) —4—ERYPr — 1 —AN_U AT IR (0. 1328) 21577,
1H-NMR (CDCI3) § ppm:
1.04 (3H, d, J=6.9Hz), 1.70-2.10 (5H, m), 3.25-3.55 (6H, m), 4.10-4.20 (1H, m), 4.
30-4.60 (2H, m), 6.45-6.55 (2H, m), 7.10-7.20 (1H, m), 7.25-7.75 (4H, m), 7.86 (2
H, d, J=8.4Hz), 8.22 (2H, d, J=8.4Hz), 8.45-8.55 (1H, brs)
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[0312]

[0313]

MS(ESI, m/z) : 573(M+H)+
(2%E4120—1)
R) —2—{tert— 7" T HNF=V(2— (2—Fuaa—4 -y —1— AN
SANTI)) R PN]IT I ) =AF L RV T —h

KA T, tert—FFN=2— (2—Zuu—4—uldL —1— AN ANTI)
YNV [(R) —2—kRuaXy —1—AF V2T ) A< —k (0. 280g) BILW
MN=F N7 (0. 120mL) DT FFeRa75 (6. OmL) IWHRIZAZ  A)VIR=)V
7alR (0. 0530mL) 2R, ZOEAHZ0CT2547 [, =i T2057H, 45CT
3043 HIH#E LT, BUNRAWTIKEIZ , BT /LTIl U7z, Afga ki X
OFN R K CYes, AR~ XU A CTHRLTZ, A%, ARERTE TIC
BEMELT SNBSS N ITFLIa<v 57 0 — (BRI BElp —F L
—~F ) THERL, R) —2—{tert— 7" INVAR= L (2— (2— 7 —4—
EalYy — 11— AN A NTI)) RPN T e )= AR AR —h
(0. 160g) 187z,
1H-NMR (CDCI3) 6 ppm:
1.19 (3H, d, J=7.0Hz), 1.32 (9H, s), 2.00-2.10 (4H, m), 2.82 (3H, s), 3.30-3.40 (4H
, m), 3.70-4.80 (5H, m), 6.50-6.65 (2H, m), 7.10-7.40 (3H, m), 7.50-9.50 (3H, m)
MS(ESI, m/z) : 566(M+H)+
(2E#120—2)
2—{tert—7hF T INFR=N—[2— (22— —4 -0V —1— AN
ANT )N DNIT I VmF )N =AF L 2R F—h

KT H2— R ONT LB )= VHBREAZ L ZNR= )V 7aYREZ A,
2EZH20—1LERRICLT, 2— {tert— 7 FF v BNV R= LV — (2— (2— 7 —4—
EalPy —1— AN ANTI)) RPN TV mF )= AR AV — e
Bz,
1H-NMR (CDCI3) 6 ppm :
1.33 (9H, s), 2.00-2.10 (4H, m), 2.91 (3H, s), 3.25-3.35 (4H, m), 3.50 (2H, t, J=5.6
Hz), 4.10-4.25 (2H, m), 4.54 (2H, s), 6.40-6.50 (1H, m), 6.53 (1H, d, J=2.3Hz), 7.0
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[0315]

5-7.20 (1H, m), 7.20-7.25 (1H, m), 7.30-7.40 (1H, m), 7.55-7.75 (1H, m), 8.10-8.4
5 (1H, m), 9.10-9.50 (1H, br).
MS(ESI, m/z) : 552(M+H)+
(2%4120—3)
R) —2—{(2— (2—7uE—4—uUVr —1— ANV ANTI) RPN —
(4—=Fa_X B RNVR=)V) T} e )y = RAZ AV RF—h

KISTBD2— N INT B )= VFEEBREAZ 2V R= ) 7aYR ez Y,
Z2EF20—1LAKRIZLT, R) —2—{[2— (2—mr—4—trIPr—1—Af)
RUSANT )R DON]) — (A—=pba X B Z)VR=)V) T ae’ )L =24
VAN T,
1H-NMR (CDCI3) 6 ppm:
1.10 (3H, d, J=7.0Hz), 2.00-2.10 (4H, m), 2.79 (3H, s), 3.25-3.40 (4H, m), 3.90-4.
00 (1H, m), 4.05-4.15 (1H, m), 4.25-4.40 (1H, m), 4.40-4.60 (2H, m), 6.49 (1H, dd
, J=8.8, 2.4Hz), 6.53 (1H, d, J=2.4Hz), 7.15-7.25 (1H, m), 7.30-7.45 (2H, m), 7.60
~7.70 (1H, m), 7.76 (1H, d, J=8.8Hz), 7.90-8.00 (2H, m), 8.25-8.35 (2H, m), 8.40~
8.50 (1H, brs)
MS(ESI, m/z) : 651(M+H)+
(ZEH121—1)
tert—7FN=R) —1— (2—7ar—4—EBIDV —1—A NV A)L) —3— A
FN—1, 2,3, 5—TFTheFux Vel —1, 4— VT EE Y —4—INRFTT—
k

KETF. R) —2—{tert— 7 hFTINVAR= )V [2— (2—/mu—4—EBUY —1
— AN ANTIN) NPT VA )V =22 2V —h (0. 160g) D
ThoeRu77 (5. OmL) BKIZAKFELT R YA (hPERI60%:0. 0230g) I
« ZORE W EIR T IC60R R L 72, JUSRAEWEAKTITIEE | B /1T
U7, B E A R Bk THe ., AR~ 7 R U L TR LT, Al
AURETE T ITIRME LTz, BN AEBMIE S VAT N AT L0 T FT 4—(
IR BRR = F L — ) THERIL, tert—7F = (R) —1— (2—
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[0316]

[0317]

—4—raYVr —1— AN A)N) —3—AF )NV —1, 2, 3, 5— T FeFka~y
[e]—1, 4—VT B —4—INARFTF—h (0. 0922¢) 57,

1H-NMR (CDCI3) & ppm:

1.00-1.60 (12H, m), 1.90-2.00 (4H, m), 2.70-3.50 (5H, m), 4.10-5.40 (4H, m), 6.00
-8.00 (7H, m)

MS(ESI, m/z) : 470(M+H)+

(B&H121—2)

tert—7FNL=1— (2—up—4—tuydr—1—AN~1VA)NV)—1, 2,3, 5
—TFhoeruryle] —1, 4— VT —4— WA RFTT—h

KT BH2— (2— RS ANT I RUDNVTR)) TF )= RAF L A)VR T —NEE
HEAV, 2EF121 —1LRBRICLT, tert— 7 F v =1— (2—2un—4—tuly
Y=1—AN_IAN) 1, 2, 3, 5—Thoeku~ vV le] -1, 4 -7 —
A—INRFT T — BTz,
1H-NMR (CDCI3) 6 ppm:

1.42 (9H, s), 1.90-2.00 (4H, m), 2.70-5.20 (10H, m), 6.05-7.65 (7H, m)

MS(ESI, m/z) : 456(M+H)+

(& H121—-3)

(2—7mu—4—ru)Pr—1—AV7xz=)L) — [((R) —3—AF )V —4— (4—=}
a_EBVANRZV) —2, 8, 4, 5—ThFeRa~i Y le]l -1, 4— VT EE —1
—ANIAZ )

KT BH2— (2— RS ANT I RUDNT ) TF )= RAF L AV —hNhE
HBERAV, 28121 —1LRBRICLT, 2—Zaa—4—talPr—1—A L 7==
W) —[(R) —3—AF )NV —4— (4—=pa_UEBL2VHR=)V) —2, 3, 4, 5—T 7
R~y el —1, 4—VT B —1— ANV AF BT,
1H-NMR (CDCI3) 6 ppm :
1.30-1.50 (3H, m), 1.90-2.10 (4H, m), 2.40-3.35 (5H, m), 4.30-4.45 (1H, m), 4.60-
5.15 (3H, m), 6.10-6.40 (2H, m), 6.60-7.20 (4H, m), 7.30-7.50 (1H, m), 7.80-7.90
(2H, m), 8.15-8.25 (2H, m)
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[0318]

[0319]

[0320]

(B3EHF22—1)
tert—7F N =(R) —3—AF NV —1— (2—=pa~_UEBLAVFE=)V) -1, 2, 3,5
—TFhFeRe~ Y el —1, 4— VT B Y —4— VR F L T—h

HERT. tert—7F1=(R) —2—bFa¥i —1—AF )LxF ) (2— (2—=ha~x
VBRIV TI) RPNV AR (2. 14g) BEXON T == VR R T 4
> (1. 33g) DBV (50mL) IR T VS VHNVRU Y AV 7 ae’ /) (40% ML
VWSR2, 30mL) Z NNz ZOWKEEIR TIZ105 MIHRER U2, KSR E T
TRz, BONFREELYITN T LI v T7 1— (AR : Bk
F)—~FP) THRERIL, tert —7F = R) —3—AF NV —1— 2—=pa ¥
VANVIR=)V) —1, 2, 3, 5—ThFeRu Vel -1, 4T —4— VR
F7—h(1. 53g) 7=,
1H-NMR (CDCI3) § ppm :
1.35-1.75 (12H, m), 3.40-3.70 (1H, m), 3.95-4.90 (4H, m), 6.60-6.80 (1H, m), 6.95
-8.10 (7TH, m)
(BEfI22—2)
tert—7FNV=(R) —3—AFNV—1— d—=paEBLANVEK=V) -1, 2, 3,5
— T ey le]l —1, 4— VT —4— WA RFTT—h
KIS T D= bR B 2ZVER TINFERZ AV, 2EHI22— 1LFERIZLT, te
rt—7FN=R) —3—AFN—1—(4—=paEBLANVEK=L) —1, 2, 3, 5—
TFhoeRua~X el —1, 4— VT EBE Y —4— NIRRT e,
1H-NMR (CDCI3) 6 ppm :
1.25-1.40 (12H, m), 3.50-4.70 (5H, m), 7.15-7.30 (4H, m), 7.85-7.95 (2H, m), 8.25
-8.35 (2H, m)
(2#1123)
tert—7F)V=R) —3—AF)V—1, 2, 3, 5—TrFeRu~>[e]—1,4—V7T
By —4—INARF T T—h

HIR T, tert—7FL=(R) —3—AFV—1— 2—=ba~_U B R2)VF=))) —
1, 2, 8, 5—ThFeru~r el —1, 4— VT —4—IVERFTT—h (1. 5
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[0321]

[0322]

3g) BEURBEAVY L (2. 36g) DN, N— TV AF LRV LT IR (20mL) BREHEIZ

Ry BUFA— (0. 700mL) %, ZOREAWEFEIRIZTO. SREMEAELE,

FOSIRAWITREMZ., BTV Chil U7z, Fig K L Uafi ik <

Ve, MAREEE~ 7 X0 A CHR LT, Ak, AIREIE TICRMLT, B

T BRER VAT N IT o0 T T7 40— (BN  BifR = )L — ~F-%2) TH

BIL, tert—7F = (R) —3—AF)V—1, 2, 3, 5—FhFeFu~le] -1, 4

— VT —4—HNVARFTTF—1 0. 803g) Tz,

1H-NMR (CDCI3) § ppm:

1.10-1.50 (12H, m), 3.05-3.50 (2H, m), 3.75-3.95 (1H, m), 4.25-4.75 (3H, m), 6.56
(1H, d, J=7.7Hz), 6.65-6.75 (1H, m), 6.95-7.15 (2H, m)

MS(ESI, m/z) : 263(M+H)+

(% 15124)

TFN=(R)—2— (2= T/ —5—TAFa Y AVTI)) I ar’tF—h
SR T, 2—7/—5—7 NV AuLEFEMR (0. 500g), ERRF L~/ N7 —

NV—7KF# (0. 740g) BLUN, N—IAFLALLT IR (7. OmL) DEAPICL

—E=FN—=3— B=VAFNT T at)N) IV RVAINE R (0. 927g) BLTF

N=F LTI (0. 540mL) ZhZ. ZORAME EIR TSR RIBHR L, Nt

BAYKEMNZ, BT N CHiIH U7z, A8 2K XU R K CTYe.

EARBREE~ 7 R0 L TR LT, Atk AIKETE TICRM LT, Bbh -2

VIR TNAT LI T TT7 40— (S FiR = F L — ~F ¥ ) TREL

o BONEEEEYF N =T —~FH NS ERERL, =F b= R) —2—(

2—T)—5=TNAuRXLYANTI)) T aeFF—k 0. 676g) Rz,

IH-NMR (CDCI3) 6 ppm:

1.32 (3H, t, J=7.1Hz), 1.51 (3H, d, J=7.2Hz), 4.25 (2H, q, J=7.1Hz), 4.71 (1H, quin

t, J=7.3Hz), 5.28 (1H, brs), 6.55-6.70 (2H, m), 6.90-7.05 (1H, m), 7.12 (1H, dd, J=

9.3, 2.9Hz)

(Z%6125)

(R)—7—7N0Fua—3—AF )NV —3,4—VEFu—1H—~XVVe]l 1,478
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[0323]

[0324]

vy —2, 5%

xFN=R)—2— (2—TI/)—5—TINFu I ANTI)) FaFF—h (0.
533g) OEfE (7. OmL) A% 120°C T1OR B RS ® 2, KB WERBET
IR U, BBl e 7 T a VIS YA TN AT B~ T T T 4
— (R AL Bifg =T L) THERIL, (R) —7—714a—3—AF)—3,4—Tk
Fr—1H—_ Vel —1, 4—P 7P —2, 5—U42 (0. 340g) 4577,
IH-NMR (DMSO-d6) 6 ppm:

1.22 (3H, d, J=6.8Hz), 3.75-3.90 (1H, m), 7.13 (1H, dd, J=8.9, 4.9Hz), 7.35-7.50 (
2H, m), 8.54 (1H, d, J=5.2Hz), 10.37 (1H, s)

MS(ESI, m/z) : 209(M+H)+

(2%1126)

(R) —2— (2—T3/ 5=V Fux/ANT)) S a st %

FRT,. =FAL=R) —2— (2—TI/—5—TINFa VA NTI)) T ae’t
—h (0. 300g) D& /)—)L (4. 00mL) ¥#KIZ2mol /LA LT R 7 AAKE K (1
. 15mL) &Mz, DO SRA Y =R TICIRBEE L, Z2RT. NSRAY
1Z22mol /LR (1. 15mL) BEOM U &R T2, ZORE AT FICEML
V(R)—2—(Q2—T)—5—TINFuX T ANTI)) T ae A R (0. 267g) B
7o
1H-NMR (DMSO-d6) § ppm:

1.36 (3H, d, J=7.3Hz), 4.33 (1H, quint, J=7.3Hz), 6.20-6.50 (2H, brs), 6.65-6.75 (1
H, m), 7.00-7.10 (1H, m), 7.40-7.50 (1H, m), 8.40-8.50 (1H, m), 12.30-13.00 (1H,
brs)

(BZ&H5127)
(R)—7—IN0Fa—3—AFNV—3,4—VeRr—1H— Vel —1,4—V78
v —2, 5%

HRT, (R)—2—(2—TI/—5—IAFuaX/ANT)) Faed (0. 26
7g) DN, N—VAF/)LR/VAT IR (10mL) @RI eR a% L U R 7 — L —
AF# (0. 271g) BEUL —=F N —3— (83— TV AF AT/ T BEN) INVHEVAR
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[0325]

RHERH (0. 339g) M Z., ZOEAWE30°C TR HE#R L2, IR T BUNER
BWTREMA., BT )V TR Uz, A 2K 3 X ORI Sk C s, 1
KRR~ 7R T LTHMR, ATz, AIRETE TICRMEL, Boh - Zigs 7/
Tat NIV VAT N AT B0 T TT 4— (BN B~ )L — & )
—/W)THRL, R) —7—I1VFue—3—AF NV —3,4—VeRr—1H— Vel
—1, 4—V7Er—2, 54 (0. 0750g) 257-,
IH-NMR (DMSO-d6) § ppm:
1.22 (3H, d, J=6.8Hz), 3.75-3.90 (1H, m), 7.13 (1H, dd, J=8.9, 4.9Hz), 7.35-7.50 (
2H, m), 8.54 (1H, d, J=4.9Hz), 10.37 (1H, s)
MS(ESI, m/z) : 209(M+H)+
(Z%6128)
R) —7T—I7NAa—3—AFNV—2, 3, 4, 5—Fh7eFu—1H—~1V[e] -1, 4
— VTR

HBT, (R) —7T—7VFu—3—AF L —3, 4—eFu—1H—~Ye] 1,
4—VTEEr—2, 5—V4 (0. 0750g) DY ARF L& (3. OmL) BRI K
FVF LT NI=TL(0. 0547g) EMZ., ZDRINRA W% 16 TRE R 72
o HIRT ., BUSEAITIKFILIF VLT V=5 (0. 0270g) ZMNZ., TDIES
BAWa 2R R RS W72, FIR T BUGRAEMITKBYTFTLT AI=T L (0.
0270g) ZMZ.. £ DUNEA W% SR RS Y /2, ZOMNEEYE =R TIZ3
H B Uz, JOSBEA®ITK (0. 110mL) BE U1 5wt % /KB LT N Ak EE
# (0. 110mL) Z/Nx., B2/ (0. 220mL) Mz 7z, ZOBEAHEETANTHIB
L. ARERE TICEM LT, BoNBEE T et A UM VAT N5
L7 57 4 — (AT Bk =F V) THRHRIL, R) —7—7 4o —3— 3
FN—2, 3, 4, 5—T+h7eRu—1H—~ Vel -1, 4— Y7L (0. 0075g)
o= Y e
1H-NMR (CDCI3) 6 ppm:
1.09 (3H, d, J=6.6Hz), 2.52 (1H, dd, J=13.0, 9.0Hz), 2.95-3.10 (1H, m), 3.28 (1H,
dd, J=9.0, 2.6Hz), 3.88 (2H, s), 6.69 (1H, dd, J=8.5, 4.9Hz), 6.77 (1H, td, J=8.5, 2.
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[0326]

[0327]

[0328]

9Hz), 6.82 (1H, dd, J=8.5, 2.9Hz)
MS(ESI, m/z) : 181(M+H)+
(Z&#129—1)
tert—7F)L=(R) —3—AF)L—1, 2, 3, 5—T+FeFu~v[e]l—1,4—7
By —4—INHAFTT—h

FRT, R)—3—AFNV—2, 3, 4, 5—Th7efkr—1H— Vel -1, 4—¥
TRV (1. 81g) DT hFeRu7Zy (1 1mL) I HRIZ —IRERY —tert — 7 F /L (2.
56g) ZMZ., ZOWHKZEIR T IR L2, SOSEHREE T IR,
BB\ F N —T NVEMNA, LB EARL Ttert— 7 F L= (R) —3—AF
N—1, 2, 3, 5—ThIeRa~ el —1, 4—VTEEY —4—IVRFTT—h
2. 17g) &Rz,
1H-NMR (CDCI3) § ppm:
1.10-1.50 (12H, m), 3.05-3.50 (2H, m), 3.75-3.95 (1H, m), 4.25-4.75 (3H, m), 6.56
(1H, d, J=7.6Hz), 6.65-6.75 (1H, m), 6.95-7.15 (2H, m)
MS(ESI, m/z) : 263(M+H)+
(& 5129—2)
tert—7F)V=R) —T—INVFu—3—AF)N—1, 2, 3, 5—FFFeRu~ e
1—1, 4— V7 ¥ —4—INRFLFT—h

M52, 3, 4, 5—FThFeRu—1H—~_ Vel -1, 4—VT7 VU kiEk%
AW, 2&F129— 1LRBRIZLT, tert—7F A= (R) —7— 7N Fua—3—AF )V
—1, 2, 3, 5—TFTrFeRFuve]l—1, 4— VTV —4—BIVRFTT— ets
72
1H-NMR (CDCI3) & ppm:
1.10-1.55 (12H, m), 3.05-3.90 (3H, m), 4.25-4.70 (3H, m), 6.45-6.95 (3H, m)
(2E4130—1)
tert—7F N =(R) —3—AF)V—1, 2, 3, 5—TrFeRku~1le]l—1,4—V7T
B —4—INARFTT—h

KE T, tert—FF=(R) —3—AFL—1, 2, 3, 5—FhFeRFu v/ e]—1
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, 4=V TR —4—HNVEFTT—k (0. 0657g) BEIUN, N—V /Y7 ae’ />
FNUTI (0. 174mL) DY 7amr& (1. OmL) WKIZ2—/aa —4—eaydy
—1— AN~V AN =21YR (0. 079g) DY rumAZ (1. OmL) BEKZ M %
O E 30 C TREREE L2, RINEEMEWE T IR LT, B &itks
SUATNAT L0 T TT 40— (BN FEg T L — ~F ) THELL ., ter
t—7FN=R) —3—AF)—1, 2, 3, 5—T+Feru~v[e]l—1, 4 -7
¥ —4—=TNEFTT7—H (0. 0314g) 2572,
1H-NMR (CDCI3) § ppm:
1.00-1.60 (12H, m), 1.90-2.00 (4H, m), 2.70-3.50 (5H, m), 4.10-5.40 (4H, m), 6.00
-8.00 (7TH, m)
MS(ESI, m/z) : 470(M+H)+
[0329] (Z##130—2~30—32)
®ISTBtert—7F N =1, 2, 3, 5—TFThFeFu/le] -1, 4—TT7 LY —
A—TIVRF—NEERE AV, 2B F30— 1EFRRIZLT, LLFOZ2EHI30—2
~30— 320t 5% &, ZTNOOBERBLUOWMHEERE6~10IRLTZ,
[0330] [3%6]
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Ref. No. Strc Yittil
Q X\
>0
@(‘ 1H-NMR (CDC!3) & ppmm:
30-2 1.20-1.70 (12H, m), 2.80-5.35
: [‘ (5H, m), 6.40-8.10 {10H, m).
0
/
—NN Cl

0 1H-NMR (CDCI3) & ppm

d } 1.10-1.50 (12H, m), 2.90-3.25
30—3 {1H, m), 4.25-5.20 (4H, m), 6.45-

7.60 (8H, m), 7.65-7.70 {1H, m),
(\ o 7.85-7.80 (1H, m).

o 1H-NMR (CDCI3) & ppm :
m 1.00-1.50 {12H, m), 2.85-3.30
30—4 N (1H, m), 4.00-5.80 (4H, m), 6.40-
7.60 (H, m}, 7.65-8.00 (2H, m).
Z N’OAO

ci\_OBL 1H-NMR {CDCI3) 3 ppm:
1.10-1.50 (12H, m), 2.25-2.65

30—5 d}"“' (3H, m), 2.80-3.70 (1H, m), 4.00-
5.50 (4H, m), 8.30-7.60 (8H, m),

o 7.65-7.80 (1H, m), 7.80-7.90 (1H,
-~
=N

0 1H-NMR (CDC13} 5 ppm:
d} 1.35-1.56 (12H, m), 2.80-4.10
30-6 (4H, m), 4.20-5.40 (4H, m), 6.40-
8.00 (10H, m).
C\N o MS(ESI, m/z) : 463(M+H)+
=N

Q
)_O% 1H-NMR (CDCI3) § ppm :

1.20-1.60 (12H, m), 2.90-3.80
30—7 @(\} (1H, m), 4.10-5.40 (4H, m}, 6.50-
8.00 (12H, m).
MS(ESI, m/z) : 477{M+H)+
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[0331] [FT7]

92
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Ref. No. Strc WiEE
o Y
. 30
30-8 C :N} MS(ESI, m/z) : 485(M+H)+
jos
Cye
=N
Q
3 X
1H-NMR (CDCI3) 5 ppm:
30—9 m— 1.10—1.65 (12H, m), 2.90—5.15
(5H, m), 6.40—8.00 (10H, m).
J: z :o
7
—NN Cl
0 X
N»_O 1H-NMR (CDCI3) 5 ppm:

_ 0 o 1.00—1.55 (12H, m),2.05—2.15
30-10 \0'4 NJ (3H, m), 2.90—5.60 (9H, m), 6.20
7\ —7.60 (7H, m)

0
0
cl
0
)LOBL
C(‘N 1H-NMR (CDCI3) & ppm:
30—11 N J 1.00-1.50 (12H, m), 2.80-5.30
(5H, m), 6.30-7.80 (7H, m)
Br’Q:TO
% Y
C(N 0 1H-NMR (CDCI3) 5 ppm:
3 1.00-1.60 (12H, m), 1.95-2.20
30-12 v’ (2H, m), 2.30-2.65 (2H, m), 2.80-
N‘Q/% 5.30 (7H, m), 6.30-8.20 (7H, m)
Q cl MS(ESI, miz) : 484(M+H)+
0
°>_034 1H-NMR (CDCI3) 5 ppm:
N 0.80-1.60 (12H, m), 2.15-2.30
30-13 Ve (3H, m), 2.80-5.50 (5H, m), 6.30-
N 8.20 (8H, m)
N\YQ’% MS(ESI, m/z) : 482(M+H)+
L=
0
=0
C(\N 1H-NMR (CDCI3) 6 ppm:
30—14 \ D 1.00-1.60 (15H, m), 2.80-5.30
(7H, m), 6.40-8.20 (9H, m)
‘g\u 0 MS(ESI, m/z) : 539(M+H) +
(0 =N cl
0
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WO 2006/104008 93
[0332] [38]
Ref. No. Stre MtE
0o W
e 1H-NMR (CDCI3) & ppm:
@(\ P 0.90-1.60 (12H, m), 2.80-3.30
30-15 N (5H, m), 3.75-3.95 (4H, m), 4.10-
- QAO 5.30 (4H, m), 6.30-7.60 (7H, m)
N .
0] ol MS(ESI, m/z) : 486(M+H)+
0o
)0 1H-NMR (CDCI3) & ppm:
C(",,,, 1.10-1.60 (12H, m), 2.30-2.45
30—16 NJ (3H, m), 2.90-3.45 (1H, m), 4.15-
\ }/Q/g 5.30 (4H, m), 6.45-8.20 (8H, m)
5_\ 0 MS(ESI, m/z) ; 482(M+H)+
0 Cl
N A
L 1H-NMR (CDCI3) 5 ppm:
_ [ :] " 1.00-1.55 (12H, m), 2.80-5.30
30—17 NJ (5H, m), 6.30-7.90 (7H. m)
/Q/{\o MS(ESI, m/z) : 419(M+H)+
F
cl
o
N»‘O 1H-NMR (CDCI3) 5 ppm:
N [:[ o 0.80-1.60 (12H, m), 2.80-5.40
30—18 NJ (5H, m), 6.40-7.90 (8H, m)
Q/% MS(ESI, m/z) : 401(M+H)+
cl
0 Y-
N&—o 1H-NMR (CDCI3) 5 ppm:
_ 0.90-1.60 (12H, m), 2.70-5.30
30-19 ng (TH, m), 6.20-7.80 (12H, m)
ng MS(ESI, m/z) : 507(M+H)+
0 cl
o\
F Ral 1H-NMR (CDCI3) 5 ppm:
m 1,00-1.60 (12H, m), 2.30-2.40
30—20 N (3H, m), 2.70-5.30 (5H, m), 6.20-
/@0 8.00 (8H, m)
ﬁ\u o MS(ESI, m/z) :499(M+H)+
—N

[0333] [39]
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Ref. No. Stre it
0
)L-n%
@(\" 11111 1H-NMR (CDCi3) 8 ppm:
30—21 \ D 1.00-1.60 (12H, m), 2.30-2.40
(3H, m), 2.90-5.30 (5H, m), 6.20-
ﬁ\N—Q’&" 8.00 (9H, m)
=y cI
0
N>L-U>L 1H-NMR (CDCI3) § ppm:
d Dy 1.00-1.65 (12H, m), 2.30 (3H, s),
30-22 " 2.95-5.40 (5H, m), 6.15-8.00 (9H,
m)
é\ﬂ‘@’j 0 MS(ESI, m/z) :481(M+H)+
=N
0o Y.
0
N 1H-NMR {CDCi3) & ppm:
30—23 . " 1.35-1.50 (SH, m), 3.00-5.35 (9H,

m), 6.40-8.20 (15H, m)
oK
=N

0
0 1H-NMR (CDCI3) 5 ppm:
N 1.00-1.10 (3H, m), 1.43 (SH, s),
30—24 @(‘ AN 1.80-2.10 (3H, m), 3.00-5.40 (7H,
N m}, 6.40-6.50 (1H, m), 6.55-8.10
) (9H, m)

N
(:J\/} 1H-NMR (CDCI3) & ppm:
30—25 0.95-1.70 (12H, m), 2.80-5.40
. ﬁto (5H, m}, 6.35-8.30 (9H, m)
Q_/

N 1H-NMR (CDCI3) & ppm:
) 1.00-1.60 (12H, m), 2.70-5.35

F
FZ/F (7H, m), 6.20-7.70 (7H, m)
o 0

30—26

[0334] [Z10]
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WO 2006/104008 95
Ref. No. Strc MitE
0
—0
(:(\N 1H-NMR (CDCI3) 5 ppm:
30—-27 NJ 0.85-1.60 (12H, m), 2.85-5.30
CZA (5H, m), 6.45-8.40 (7H, m)
0\N+ 0
(')‘ Ci
0 74
0
N
C(\j """ ‘ 1H-NMR (CDCI3) 5 ppm:
30—28 y 1.00-1.70 (12H, m), 2.80-5.30
0 (8H, m), 6.45-7.95 (7H, m)
Cl ,N\
/N\ ’/"
0 N
Y0
CcC
Nj 1H-NMR (CDCI3) 5 ppm:
30—29 0 0.95-1.65 (12H, m), 2.80-5.25
(8H, m), 6.50-8.30 (7H, m)
Cl
! N\‘
N\N/N
\
o ¥
o0
CCN) 1H-NMR (CDCI3) & ppm:
_ 0.95-1.60 (12H, m), 2.85-5.30
30—30 Mo (7H, m), 5.85-7.70 (7H, m)
‘ ng MS(ESI, m/z) :481(M+H)+
F—ko
o W
N»” ° 1H-NMR (CDCI3) 5 ppm:
. e . 0.80-1.60 (12H, m), 2.70-5.20
30-31 . ©(N\J (OH, m), 6.25-7.70 (7H, m)
7\ MS(ESI, m/z) :463(M+H)+
o (o]
a
o Y
0
N 1H-NMR (CDCI3) 5 ppm:
30—32 J 0.60-1.80 (15H, m), 2.60-5.20
( N (7H. m), 6.40-7.40 (7H, m)
A
cl
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[0335]

[0336]

[0337]

(Z&H#131—-1)
2—run—4—tulPr —1—ANT7xz= [((R) —3—AF)V—2, 3, 4, 5—T+F
eRa~X Y e] =1, 4—VTEBEY —1—AN]AZ IV

tert—7FNL=R) —1— (2—arn—4—rua)or —1—AN_VA)L) —3—
AFN—1, 2, 3, 5—TrFeFkaXyel -1, 4—VT R —4—INHFFTT
—h (0. 0314g) DR 7 VA afifg (1. OmL) —Y7uuizy (1. OmL) Eik%z =ik
TIZ1RFBEER U2, SOSTARE T FICER U, S ElEEs 7/ 7 ae /L
YOI VAT N T bra< T T7 — (WL FiR—F L —~F P2 ) TH
gL, 2—7ou—4—t )y —1—ANTxz=)L[(R) —3—AF)N—2, 3,4, 5—
FRIERaRU Y [e]—1, 4— VT B —1—AN]) A% (0. 0225g) B47=,
1H-NMR (CDCI3) 6 ppm:
0.85-1.25 (3H, m), 1.90-2.00 (4H, m), 2.40-2.55 (1H, m), 3.05-3.45 (6H, m), 3.85-
4.30 (2H, m), 5.02 (1H, d, J=13.2Hz), 6.05-6.60 (2H, m), 6.65-7.40 (5H, m)
MS(ESI, m/z) : 37T0(M+H)+
(%131 —2~31—238)

KIS DT I HEETFERL T, B3EFI31—1LFERIZL T, LT DOZEH5]3
1—2~31—38D A aHlc, ThbDEERBIUMEEEZR11~161TRL
7o
[#11]
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Ref. No. Strc MEE
o
31-2 MS(ESI, miz) - 367(M+H)+
2 N C
=N [o]]
i {H-NMR (CDCI3) & ppm :
m 1.05-1.25 (3H, m), 2.45-2.65 (4H, m), 3.00-3.45 (1H,
s1—3 m), 3.85-4.25 (2H, m), 4.95-5.10 (1H, m), 6.40-7.95
(10H, m}.
AN Y MS(ES!, m/2) : 367(M+H)+
N ¢f
H 1H-NMR (CDCI3) & ppm -
m 1.05-1.25 (3H, m), 2.40-2.65 (1H, m), 3.00-3.45 (1H,
s1—a m), 3.95-4.30 (2H, m), 5.00-5.15 (1H, m), 6.40-6.55
(1H, m), 6.60-8.00 (10H, m).
@ C MS(ESI, mz) : 333(M+H)+
=N
Y 1H-NMR (CDCI3) & ppm -
m 0.80-1.30 (3H, m), 2.45-2.60 (4H, m), 3.25-3.45 (1H,
51—5 N m), 3.80-4.20 (2H, m}, 4.95-5.10 (1H, m), 6.35-6.55
(1H, m), 6.60-8.00 (9H, m).
{\N 0 MS(ES!, miz) : 347(M+H)+
=N
H
d } 1H-NMR (CDCI3) 5 ppm :
0.85-1.25 (3H, m), 2.40-2.55 (1H, m), 3.20-3.80 (4H,
a1—6 m), 3.90-4.30 (2H, m), 4.98 (1H, dd, J=13.3, 2.1Hz),
P o) 6.40-8.00 (10H, m).
_NN o MS(ESI, miz) : 363(M+H)+
/
H
1H-NMR (CDCI3) & ppm :
0.85-1.25 (3H, m), 2.50-2.65 (1H, m), 3.30-3.45 (1H,
317 N m), 3.904.30 (2H, m), 4.95-5.05 (1H, m), 6.90-7.75
O (12H, m).
O Q MS(ESI, m/z) : 377(M+H)+
ci
F N
\E:(\ 1H-NMR (CDCI3) & ppm:
NJ 1.20 (3H, d, J=6.5Hz), 2.54 (1H, dd, J=13.4, 10.5Hz),
s1—8 3.30-3.45 (1H, m), 3.91 (1H, d, J=14.5Hz), 4.10-4.25

(1H, m), 4.94 (1H, dd, J=13.4, 1.9Hz), 6.40-8.05
(9H,m).
MS(ES!, miz) : 385(M+H)+

[0338] [#&12]
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Ref. No.

Yt fE

31—-9

1H-NMR (CDCI3) & ppm:
0.85—1.25 (3H, m), 2.05—2.15 (34, m), 2.45—5.00
{10H, m), 6.50—7.40 (7H, m).

31—10

1H-NMR (CDCI3) 5 ppm:
0.85—1.25 (3H, m), 2,50—5.00 (6H, m), 6.40—8.00
(10H, m).

31—11

1H-NMR (CDCI3) & ppm:
1.85-2.05 (4H, m), 2.50-3.70 (8H, m), 4.10-4.40 (2H,
m}, 5.00-5.25 (1H, m), 6.10-6.85 (2H, m), 6.80-7.60
(5H, m)

MS(ESI, miz) : 356(M+H)+

31—12

1H-NMR (CDCI3) & ppm:

0.80-1.30 (3H, m), 1.95-2.20 (2H, m), 2.40-2.55 (1H,
m), 3.05-3.60 (§H, m), 3.804.25 (2H, m), 4.45-5.10
(2H, m), 6.05-7,60 (7H, m)

MS(ESI, m/z) : 386(M+H)+

31—-13

1H-NMR (CDCI3) & ppm:

0.80-1.25 (3H, m), 2.05-2.30 (2H, m), 2.45-3.00 (3H,
m), 3.10-3.45 (1H, m), 3.55-4.30 (4H, m), 4.35-5.05
(1H, m}, 6.70-8.00 (7H, m)

MS(ESI, m/z) : 384M+H) +

31—-14

1H-NMR (CDCI3} & ppm:

0.80-1.25 (3H, m}, 2.45-5.05 (5H, m), 6.60-7.80 (7H, m)

[0339] [#13]
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Ref. No. Stre M
H
N 1H-NMR (CDCI3} & ppm:
e 0.75-1.30 (3H, m), 2.15-2.30 (3H, m), 2.50-2.65 {1H,
31-15 N m), 3.30-3.45 (1H, m), 3.80-3.90 (1H, m), 4.15-4.30
N \7/@’50 (1H, m), 4.90-5.05 (1H, m), 6.70-8.20 (8H, m)
e K el MS(ESI, m/z) : 382(M+H)+
H
]
m 1H-NMR (CDCI3) § ppm:
N 0.80-1.30 (3H, m), 2.50-2.60 (1H. m), 3.30-3.75 (1H,
31-16 . m), 3.90-4.30 (2H, m), 4.70-4.85 (2H, m), 4.90-5.00
@ (1H, m), 6.40-8.00 (9H, m)
oM ¢ MS(ESI, m/z) : 397(M+H)+
H
N
@\/} 1H-NMR (CDCI3) & ppm:
3117 N 0.85-1.25 (3H, m), 2.40-5.10 (13H, m), 6.45-7.60 (7H,
m)
F’\N/Q/QD MS(ESI, miz) : 386(M+H)+
NG Ci
H
o
J-lll
31-18 N MS(ES, miz) : 382(M+H)+
N\YQ’%
5-0 Cl
H
N
’) o 1H-NMR (CDCI3) & ppm:
31-19 N 0.80-1.40 {3H, m), 2.40-5.20 (5H, m), 6.30-8.00 (10H,
m)
/\N»Q/% MS(ES}, miz) : 367(M+H)+
N=/ Cl
H
L
Nj"" 1H-NMR {CDCI3) 5 ppm:
31-20 0.80-1.40 (3H, m), 2.40-5.20 (5H, m), 6.70-8.00 (8H, m)
Q"&u MS(ESI, miz) - 301(M+H)+
ct
H
LN 1H-NMR (CDCI3) & ppm:
) 0.80-1.25 (3H, m), 2.40-3.00 (1H, m), 3.25-3.75 (1H,
31-21 N m), 3.85-4.25 (2H, m), 4.85-5.15 (3H, m), 6.55-7.60
,@'% (12H, m)
0 . MS(ESI, m/z) : 407(M+H)+

[0340] [Z14]
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Ref. No.

MEE

31—-22

1H-NMR (CDCI3) 5 ppm:
1.19 (3H, dd, J=6.5Hz), 2.30-2.40 (3H, m), 2.45-2.60
(1H, m), 3.30-3.40 (1H, m), 3.80-3.95 (1H, m), 3.90-
4.25 (1H, m), 4.94 (1H, dd, J=13.4, 1.9Hz), 6.20-6.35
(1H, m), 6.60-6.70 (1H, m), 6.85-7.15 3H, m), 7.30-7.40
(1H, m), 7.62 (1H, s), 7.70-7.90 (1H, m)

31-23

1H-NMR (CDCI3) 5 ppm:
1.20-1.35 (3H, m), 2.30-2.40 (3H, m), 2.65-5.05 (5H,
m), 6.20-7.90 (SH, m)

MS(ES!, miz) :381(M+H)+

31—24

MS(ESI, m/z) :381(M+H)+

31—-25

1H-NMR (CDCI3) 6 ppm:

0.85-1.25 (3H, m), 2.40-3.00 (1H, m), 3.10-3.40 (1H,
m), 3.85-4.50 (4H, m), 4.85-5.15 (1H, m), 6.50-7.25
(7H, m)

31-26

1H-NMR (CDCI3) & ppm:
2.75-5.50 (9H, m), 6.40-7.95 (15H, m)

31-—-27

1H-NMR (CDCI3) & ppm:
1.08 (3H, t, J=7.6Hz), 1.20-1.55 (2H, m), 2.40-3.65 (2H,
m). 3.95-4.25 (2H, m), 4.90-5.20 (1H, m), 6.40-6.60
(1H, m), 6.90-8.00 (9H, m)

[0341] [Z15]
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Ref. No. Strc ik (E
H
@
31—28 j 1H-NMR (CDCI3) 6 ppm:
0 Y@\/go 0.80-1.30 (3H, m), 2.45-5.10 (5H, m), 6.60-8.25 (9H, m)
W c
H
N
@(\J 1H-NMR (CDCI3) 5 ppm:
31—-29 N 1.21 (3H, d, J=6.6Hz), 2.50-2.65 (1H, m), 2.85-5.10
(4H, m), 6.90-8.00 (7H, m), 8.90-9.15 (1H, m)
e 0 MS(ES!, m/z) : 369(M+H)+
N=N cl
H
N
©\/\J 1H-NMR (CDCI3) 5 ppm:
31-30 N 1.21 (3H, d, J=6.6Hz), 2.45-2.70 (1H, m), 3.20-4.40
. 0 (6H, m), 4.85-5.05 (1H, m), 6.70-8.05 (7H, m)
NS MS(ESI, m/z) : 383(M+H)+
NN cl
\
n
©f\) 1H-NMR (CDCI3) 5 ppm:;
31—31 N 0.80-1.25 (3H, m), 2.50-2.65 (1H, m), 3.25-4.55 (6H,
m), 4.90-5.05 (1H, m), 6.85-8.30 (7H, m)
<N 0 MS(ESI, m/z) : 383(M+H)+
N=N cl
(@ 1H-NMR (CDCI3) 5 ppm:
1.35-1.45 (1H, m), 1.65-1.85 (3H, m), 2.80-3.05 (2H,
31-32 0 m), 3.25-3.50 (3H, m), 4.45-4.60 (2H, m), 7.00-7.60
(5H, m)
HN MS(ESI, m/z) : 192(M+H)+

[0342] [Z16]
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Ref. No. Stre e
HND 1H-NMR (CDCI3) 5 ppm:
1.80-1.95 (1H, m), 2.00-2.15 (1H, m), 2.46-3.20 (5H,
31-33 0 m), 4.05-4.20 (1H, m), 4.40-4.55 (2H, m), 7.20-7.40
(5H, m)
MS(ES!, m/z) : 178(M+H)+
H
N
)‘ 1H-NMR (CDCI3) & ppm:
N 0.80-1.25 (3H, m), 2.53 (1H, dd, J=12.9, 10.7Hz), 3.25-
31—34 0 3.40 (1H, m), 3.90-4.30 (4H, m), 4.90-5.05 (1H, m),
6.02 (1H, tt, J=54.9, 4.1Hz), 6.50-7.05 (5H, m), 7.08
F Cl (1H, dt, J=7.3, 1.3Hz), 7.18 (1H, dd, J=7.6, 1.3Hz)
F
_&0
H
N
@C) 1H-NMR (CDCI3) 5 ppm:
31—35 F N 0.80-1.25 (3H, m), 2.40-3.40 (2H, m), 3.85-5.05 (7H,
z o m), 6.50-7.60 (7H, m)
o MS(ESI, m/z) : 363(M+H)+
Cl
H
N 1H-NMR (CDCI3) 5 ppm:
J- " 0.70-1.50 (6H, m), 2.40-2.60 (1H, m), 3.25-3.40 (1H,
31-36 N m), 3.80-4.25 (4H, m), 4.90-5.05 (1H, m), 6.45-6.60
(1H, m), 6.70-7.40 (7H, m)
0 0 MS(ESI, m/z) : 345(M+H)+
cl
n
C(\ 1H-NMR (CDCI3) & ppm:
NJ 0.75-1.40 (9H, m), 2.20-3.00 (1H, m), 3.25-3.45 (1H,
31—37 m), 3.60-4.25 (2H, m), 4.35-4.65 (1H. m), 4.90-5.05
/L /@0 (1H, m), 6.40-6.60 (1H, m), 6.70-7.55 (7H, m)
0 . MS(ESI, m/z) : 359(M+H)+
H
N |1H-NMR (CDCI3) 5 ppm:
C(\) " 1.18 (3H, d, J=6.4Hz), 1.29 (6H, s), 1.95-2.15 (1H, br),
31—3g | HO N 2.45-3.00 (1H, m), 3.15-3.40 (1H, m), 3.60-3.75 (2H,
z< m), 3.85-4.25 (2H, m), 4.90-5.05 (1H, m), 6.50-7.60
0 0 (TH, m)
cl MS(ESI, m/z) : 389(M+H)+

[0343] (&3E#132—1)

2—7uu—4—tnalPry —1—ANT7xz=)V[(R) —3—AFNV—2, 3,4, 5—TF7
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[0344]

[0345]

eraX el —1,4— VT B —1—ANIAZ IV
HRT.,2—7aa—4-valPr—1—ANT7xz=)V[(R) —3—AF LV —4— (4—
=BV RANVERZV) —2, 3, 4, 5—ThFeRa~i Y le]l -1, 4— VT EE Y
—1—AN]AZ (0. 908g) BLURIEAV Y A (1. 13g) D7 =}/ (20mL)
BRIEIIC L —RT o FA— v (1. 17mL) 22, ZORERZ SR RS,
POSRAWNTKEMZ., Bife—F V- CHI U7, A A fafn ik coed:, I
KR~ 7 37T L THMR LT, Atk AIREE TICRM LTz, B Zk%
VAT NAT L0 T TT 40— (WS FEg )L — A% )—)L) TRELL, 2
—run—4—-alPr —1—A V7 =)L [((R) —3—AF NV —2, 3, 4, 5—T+7t
ra~ /' le]—1, 4—VTEEL —1— ANV AZ /(0. 439g) 1577,
1H-NMR (CDCI3) 6 ppm:
0.85-1.25 (3H, m), 1.90-2.00 (4H, m), 2.40-2.85 (1H, m), 3.05-3.45 (6H, m), 3.85-
4.30 (2H, m), 5.02 (1H, d, J=13.2Hz), 6.05-7.55 (8H, m)
MS(ESI, m/z) : 370(M+H)+
(B%65132—2)
tert—7F)V=(R) —3—AF)V—1, 2, 3, 5—ThFeRu~vle]—1,4—V7T
By —4—INHRFTT—h
H T H= A VER TIRFEERE AV, 2EH132— 1EFERICLT, tert—7
FN=R) —3—AFNV—1, 2, 3, 5—TFTrFeRu~xJle] -1, 4—IV 7L —
A—IINKRFT T — BTz,
1H-NMR (CDCI3) § ppm:
1.10-1.50 (12H, m), 3.05-3.50 (2H, m), 3.75-3.95 (1H, m), 4.25-4.75 (3H, m), 6.56
(1H, d, J=7.6Hz), 6.65-6.75 (1H, m), 6.95-7.15 (2H, m)
MS(ESI, m/z) : 263(M+H)+
(2%4133)
TFN=3—rauabLTo=)L—4—H)VRFTF—h
TNALVHAFRR T = F NV =4— 7 aE—3— 7~/ 7—h (400mg) . 7

==V R (241mg) . TR IR AN 7 2= )VIRAT 423507 5 (0) (87. Tmg)
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[0346]

[0347]

7 AbBY T A(L. 38g) D1, 4—VAF Py —x2F )— ) —K(6.0—1.5—1. 5
mL) A% SR 100°CIZ T 3RFRIBER L7z, i1 E D DU RA Y& I80E T IR
LTz, FBRIEITKEFR = F V2N A. AR Z 0B LTz, A2 faf KT
Vet WE TR AEE LU, B =HAERME T 7 ae MU B 77
FLTae T T 7 40— (B ~F ) ICTRRIL, = F AV =3—/unt 7oz
V—A4—FNARFTT—(383mg) 7=,
1H-NMR (CDCI3) 6 ppm:
1.43 (3H, t, J=7.2Hz), 4.42 (2H, q, J=7.2Hz), 7.40-7.50 (3H, m), 7.53 (1H, dd, J=1.
7, 8.1Hz), 7.55-7.65 (2H, m), 7.68 (1H, d, J=1.7Hz), 7.92 (1H, d, J=8.1Hz)
(B#&15134)
tert—7FNL=(R) —1—[(2—7rE—4— (3—bFuF )V —1—A)L) XV
SAN])—=3—AFN—1, 2, 3, 5—TFThFekua Vel -1, 4— V7B —4—
FNHRFTT—h

KR T tert—7FAL=R) —1— @d—T T —2— 700~/ A)L) —3—RAF
N—1, 2, 3, 5—FThrIeRu~ /el -1, 4—VT ¥y —4— IR FLT—h(
0. 070g) . Bffig 7 v A (1) (1. 6mg). 2, 2" —EA(PT==VRAT 4 /) —1,
1’ —EF7F ) (6. 8mg) . KL 7L (0. 0951g) DRVl (2mL) BB IZD
L—3—t'mlJy/—(15. OuL) M., EDREBIKET V= 5K T 4HR100
CIZTL2RF BB LTz, e T ORIEIKZ BT A NAIL . AREHE TIRMEL 72
o BONTHAERME VTN IT D0 N5 0— (B HHEREE : ~F 0 — FEg
TFNCTHERIL, tert—7F1=(R) —1— [2—7uur—4— (3—ERuFt'n
VU —1—AN) RS AN] =3 —AF NV —1, 2, 3, 5—TFT IR~ e]—1,
4—T TR —4—INFRFTT—h(51. 1mg) 7,
1H-NMR (CDCI3) § ppm:
0.90-1.60 (12H, m), 1.80-2.20 (2H, m), 2.70-5.30 (10H, m), 5.90-7.70 (7H, m)
MS(ESI, m/z) : 486(M+H) +
(2%14135)
AFN=2—run—4— (3—= T HAVR= AR N TI ) R T—h
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[0348]

[0349]

IR T AFN=4—T3/)—2—7aa~/7—h (0. 500g) L3IV F 7L (0
. 404g) DN, N— Y AF VRNV LTIR (8. OmL) IBAMIZ2, 6— /LT (0. 43
3g) . 4— 7 EEBTF /L (0. 578g) BNEKMZ., £ DWW AEIMRB0CIZ T14M¢
B L7, ZOWHKICKEFR=F VA2 RIS CTNZ T, AEEEZSIL, A
B a2 K, faAn A TERGEEL . TOKREE~ 7 RS T L THR LT, WET
WL B R U, BN AeERME T ot Vb VB FNIT B Ia< N T57
A — (AR : ~F P — BT W) IS TERIL, AF Vv =2—2uu—4— (3—
IR HNRA TN T )T —h (0. 178g) 24477,
1H-NMR (CDCI3) § ppm:
1.26 (3H, t, J=7.2Hz), 1.90-2.00 (2H, m), 2.43 (2H, t, J=6.9Hz), 3.15-3.25 (2H, m)
, 3.85 (3H, s), 4.15 (2H, q, J=7.2Hz), 4.35-4.45(1H, br), 6.44 (1H, dd, J=8.7, 2.4Hz
), 6.59 (1H, d, J=2.4Hz), 7.79 (1H, d, J=8.7Hz)
MS(ESI, m/z) : 300(M+H) +
(2%1136)
2—ruu—4— (2—FFVealdr —1—A)N) REER

IR T, AFNV=2—uu—4— (3—;FTANRZNTUaNT I )N TT
—h (0. 178g) D& /—)1 (2. 5mL) EIKIZ5mol LA LT R LK EEHK (
0. 124mL) Mz, FOWREE MRS CITTLARFEIMBGRFEL 7=, =RIRHEH T2
mol,/L¥f (0. 310mL) %Nz 72, ZDIREWEBITE Tz, Bl AL,
KB, BE FHERL, 2—7ua—4— (2—FFIealvy —1—ANV) ZEEmR
0. 0850g) 2147z,
1H-NMR (DMSO-d6) 6 ppm:
2.00-2.15 (2H, m), 2.54 (2H, t, J=8.1Hz), 3.86 (2H, t, J=7.1Hz), 7.65 (1H, dd, J=8.
7, 2.2Hz), 7.87 (1H, d, J=8.7Hz), 7.96 (1H, d, J=2.2Hz), 12.00-14.00 (1H, br)
(B2EH137)
2—7unaFLIENR 4—~_ PN 1—-2F )L
TFN=4—T0F—2—ruu~ T —h (1. 67g)., B/ STV A0 (0. 142
g). 1, 3—EAR(PT7x=)VIKRAT /) 7 (0. 261g) . N, N—V AV ue’ />



WO 2006/104008 106 PCT/JP2006/305820

[0350]

[0351]

FNTIV (2. 42mL) , XUV NAT A=) (1. 97mL) DY AF VAL EFF VR (15
mL) IBAYE —BILRFEEAZ T FMHR100°CIZCORFRIEBH L, Bntk, ZD
BAMIKEFFRF N E MR T2, EDIRGME T ANAMUT, AT OF)E
EHHIL. TOREEK, BB A THEL ., KM~ 327 A THEL,
BE TWEABEEL, BN EBME L VI TN AT L0 N F7 01— (B
HIAREE : ~F P — BRI =T W) ITTRERIL, 2—7auaT L7720V 4— UL
1—=F)(1. 17g) 287,

1H-NMR (CDCI3) § ppm:

1.41 (3H, t, J=7.2Hz), 4.42 (2H, q, J=7.2Hz), 5.38 (2H, s), 7.30~7.50 (5H, m), 7.80
~7.90 (1H, m), 7.98 (1H, dd, J=8.1, 1.6Hz), 8.10-8.15 (1H, m)

MS(ESI, m/z) : 319(M+H) +

(3%E4138—1)

2—7un—N-— (2—eFaFXY —1—AFNVZFNV)TFLITZVTINE =F)L
FRT., 1-=F=2—2uu7L7%5—k0. 177g) , DL—2—T /703 )—
JV(67. OuL) , EREFL N N7 — L —kFi8 (0. 154g) DN, N—IJAF )L
VLT IR (3. OmL) IWHKIZ1 — =F )V —3— (3—VAF AT /7 ae)V) VR
VAINEEHE (0. 193g) ZMA., £ DK EZEIRIZTTAH BB LT, ZOWK%E
KTHRMRL., B =F T THIE LT, B8 L 00U, KEZ RS /L Thit
L, O H % R KT THRE LT, KRR~ 7 3T A TR,
BE T EM LTz, ST HAERME T e M VB SN T ba< 57
4— R~ — R T )L — A% ) — ) I TR, 2— 7 —N— (
2—eRBaXY —1—AF)VZF)V) FLI7FVTINE =F /(0. 194g) 4577,
IH-NMR (CDCI3) 6 ppm:

1.32 (3H, d, J=6.8Hz), 1.42 (3H, t, J=7.2Hz), 2.30-2.45 (1H, br), 3.60-3.90 (2H, m
), 4.20-4.35 (1H, m), 4.42 (2H, q, J=7.2Hz), 6.30-6.45 (1H, br), 7.69 (1H, dd, J=8.
1, 1.7Hz), 7.80-7.90 (2H, m)

MS(ESI, m/z) : 286(M+H) +

(%4138 —2~38—7)
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KIS T DHNRRFERE T I FE A E V., 256138 — 1LRBRICL T, U
TDZ2ZEFIZ8—2~38—TDILEMEHT-, THHDEEXNB LU EEFLT
WZRLTZ,

[0352] [F17]
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Ref. No,

Stre

¥t il

38—2

1H-NMR (CDCI3) & ppm:

1.27 (3H, d, J=6.3Hz), 1.42 (3H, t, J=7.1Hz),
2.35-2.50 (1H, br), 3.20-3.35 (1H, m}, 3.60-3.75
{1H, m}, 3.954.10 (1H, m), 4.42 (2H, q,
J=7.1Hz), 6.65-6.85 (1H, br}, 7.69 (1H, dd, J=8.1, -
1.6Hz), 7.80-7.90 (2H, m)
MS(ESI, m/z) : 286(M+H)+

38-3

1H-NMR {CDCI3) 5 ppm:

1.33 {3H, t, J=6.9Hz), 2.61 (1H, t, J=6.0Hz), 4.06
(2H, dd, J=6.0, 3.5Hz), 4.29 (2H, q, J=6.9Hz),
4.75-4.85 (1H, m), 5.52 (2H, brs), 6.65-6.75 (2H,
m), 7.02 (1H, d, J=6.3Hz), 720-7.30 (1H, m),
7.40-7.50 (1H, m}

38—4

1H-NMR (CDCi3} 3 ppm:

0.98 (3H, t, J=7.3Hz), 1.31 (3H, t, J=6.9Hz), 1.75-
1.90 {1H, m), 1.95-2.05 (1H, m), 4.20-4.30 (2H,
m), 4.70-4.75 (1H, m), 5.49 (2H, brs), 6.55-6.70
(3H, m), 7.20-7.25 (1H, m}, 7.40-7.45 (1H, m)

38—-5

1H-NMR (CDCI3) & ppm:

2.00-2.25 (1H, br}), 3.60-3.70 (2H, m), 3.80-3.90
{2H, m}, 3.96 (3H, s}, 6.55-6.65 (1H, br), 7.70
{1H, dd, J=8.1, 1.7Hz), 7.85-7.95 (2H, m)

38—6

1H-NMR (CDCI3) § ppm:

3.03 (3H, d, J=5.0Hz), 3.95 (3H, s), 6.05-6.35
(1H, m), 7.67 (1H, dd, J=8.2, 1.6Hz), 7.84 (1H, d,
J=1.6Hz), 7.87 (1H, d, J=8 2Hz)

38-7

il

1H-NMR (DMSO-d6) & ppm:

1.19 (3H, t, J=7.3Hz), 1.37 (3H, d, J=7.3Hz),
4.00-4.20 (2H, m), 4.30-4.45 (1H, m), 6.37 (2H,
brs), 6.45-6.55 (1H, m), 6.65-6.75 (1H, m), 7.10-
7.20 (1H, m), 7.50-7.60 (1H, m), 8.40-8.55 (1H,
m)

[0353] (&%14139)

2—7uu—N— (1—AFN—2—FFJ=FNV)TFLITHNVTINE =F )

IR, 2— /00 —N— (2—ERa%y —1—AFATF L) FLIZLTINE =

PCT/JP2006/305820
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[0354]

[0355]

F (0. 194g) DHEALAF L2 (2mL) WK IZDess —Martin~L3—372(0. 4
33g) MR, DRI E RIS T 3057 B L, ZDRAWEEIATL
ICTHRUT, LU ABLEE T A MAIRIZEVBREL, ARERE TR,
BOIHAE RS E LI FN BT I T 57 0 (BRI~ — B
TFITTRERL, 2— 7 —N— (1 —AF NV —2—FFV=FN)TLTHLT
g =F 1 (0. 154g) 87,

IH-NMR (CDCI3) & ppm:

1.42 (3H, t, J=7.1Hz), 1.53 (3H, d, J=7.5Hz), 4.43 (2H, q, J=7.1Hz), 4.70-4.80 (1H
, m), 6.80-6.95 (1H, br), 7.73 (1H, dd, J=8.1, 1.7Hz), 7.85-7.95 (2H, m), 9.66 (1H,
s)

(2%4140)

TFN=2—7ua—4— (4—AFNVFFH IS — NV —2—A ) X T—h

FEIR T NT7x2=VikA7 42 (0. 430g) &~ roaxs (0. 386g) DT h=
RV (3. OmL) ¥k &S50 R LIz, IR T, TOWKIZ2— 7o —N— (1— 2
FN—=2—FXVTF)N)TLIEZNVTINE =F)1 (0. 154g) DT ER=RL (1.
OmL) R EM A, £ DWiHEZE 1055 ML, ZR T, TOWKITEY P (0. 2
64mL) Z N X, EOWHKE 303 B L Tz, WET ., TOWKEIRM LTz, b
TR E VI TN T b T 57 0 — (B ITE G ~F ) — B —F L)
WWTRML, =Fv=2—aa—4— Q- AFNFFH /=N —2—AN)IT
—h(90. 9mg) Zf7=,

MS(ESI, m/z) : 266(M+H) +

(Z#EH141)

RN =4—TI)—2— a7 —h
NyUN=2—run—4—=faX /7 —h (4. 34g) LEALTT (1) ZKFu# (1
0. 1g) D% /—)\ (100mL) IE& %% LI FINEGR TR L7z, Bunté ., T DEEME
T T IR, BRI =4 /) —L (50mL) X, TDOEAWE SO TRERINE
B LT, Bt T DIRAWERE TIRM LIz, BEEZ Y 7auarZ (T THRIRL
2o D% KEMR T2, WETF . KOV raars 2B E L, BYE A
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[0356]

[0357]

L. ~F TSR . BE FTERL, RPN =4—73I/—2—7ua~ /7 —h
(3. 81g) &457=,

IH-NMR (CDCI3) & ppm:

5.24 (2H, s), 5.80-6.60 (3H, m), 6.64 (1H, d, J=2.2Hz), 7.30-7.50 (5H, m), 7.69 (1
H, d, J=8.7Hz)

(2% 15142)

RPN =2—ruu—4—tRTY )~/ 7 —MERRE

KAT. PN =4—T3I)—2— 7y 7—h2. 00g) DR (10mL)
SRMBHRIZ K (1. OmL) LPRIERR (1. OmL) ZMR 7z, EDRA W EEIRIZ TS5,
MR —5CIZT2045 MHE#H L=, NIRZO CLLTITHRHBRNL, FDRAEWICHY
&R (0. 554g) DK (3. OmL) IREMETE T LT, M T, TORAMEE
IRIC T2, SIFREIRERL 72, K WIRZACLL TR B D, EDIREMITIE
{639 (I1) ZKFn# (6. 90g) DIRHERE (20mL) IR AWEH T L2, i T, €D
BAYE RIS TR L, £UIBE AWML, iR, ~FP, P=
FNT—T W TNER GG B FEEEL, NP =2—aa—4—kR5Y )/
NYT MR (2. 356g) 2457,

1H-NMR (DMSO-d6) § ppm:

5.30 (2H, s), 6.96 (1H, dd, J=8.6, 1.8Hz), 7.12 (1H, d, J=1.8Hz), 7.30-7.55 (5H, m)
, 7.85 (1H, d, J=8.6Hz), 9.00-9.30 (1H, br), 10.00-11.50 (3H, br)

MS(ESI, m/z) : 217(M+H-CI) +

(2%1143)

TFN=1— U@ _INFHFHNVAR=)V—3—rauaTo=)V) —1TH—EF /) —
NV —3—HNIRFTF—h

IR T, NPV =2—7ua—4—eRI7V /7 —NERE (0. 752g) DX
J— (3. OmL){EA#IZ(E) —1, 1, 1-Nraa—4—=hF3 7 ¥ —-3—xr —
2—A2(0. 435g) D& /)—) (2. OmL) MR £ DEEWE EAMBGRIRL 72
o BB TDREB W EETANARL . EOABEWBIE FIRML I, FDIiHAE
Ba L VI TN T boa< T 57 4— (B~ — B~ V) I TR
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[0358]

[0359]

L, =FN=1-U@—_VINFF T INR=)N—3—IanTz=)V) —1H—F
TV =)V —3—=HNVRFTT—h(57. bmg) 217z,

IH-NMR (CDCI3) & ppm:

1.43 (3H, t, J=7.2Hz), 4.46 (2H, q, J=7.2Hz), 5.39 (2H, s), 7.03 (1H, d, J=2.6Hz), 7
.30~7.50 (5H, m), 7.71 (1H, dd, J=8.6, 2.2Hz), 7.96 (1H, d, J=2.2H), 7.99 (1H, d, ]
=2.6Hz), 8.02 (1H, d, J=8.6Hz)

MS(ESI, m/z) : 385(M+H) +

%144

2—7uaua—N— (2—FFY7at’ V) FLI7ENVTINR =F )V

HMR—78°CITT, “HifbAF YN (0. 347g) DHALATF L (15mL) IWKIZY A
FNANT AR (0. 320g) ZMZ. £ DU Z FIRIZT200 HB#E L, 2—/an
—N— (2—ERuXLFut V) FLIFLTIREE =F 1 (0. 390g) DHLAFL
> (6mL) Wik Z RIS TINA., £ OB %E RIRIZ T304 L2, NI=F 17
(1. 52mL) ZRIRICTNZ., £ DIRAWEFIRICTLIOG BB L2, £DOWIK
WZAREMZ T, BIEZ 3 RILT, KIBEBCATF L ATTHML, £ 7-FiE%
FAFI RIS Y2 | KRR~ 7 X T AT LT, E THBEEAEELE
o BONIAERME VAT N TT B v T7 4— (B Fig o1 ) i
THRRIL, 2— 7o —N— (2—FF/7u’)V) FLI7HLVTINEE =F /1 (0. 366
g) ZfFT,

1H-NMR (CDCI3) 6§ ppm:

1.42 (3H, t, J=7.1Hz), 2.30 (3H, s), 4.37 (1H, d, J=4.3Hz), 4.43 (2H, q, J=7.1Hz), 6
.85-7.00 (1H, br), 7.72 (1H ,dd, J=8.1, 1.7Hz), 7.88 (1H, d, J=8.1Hz), 7.90 (1H, d,
J=1.7THz)

MS(ESI, m/z) : 284(M+H) +

(2%1145)

TFN=2—una—4— (5—AFNFFH S — N —2—A)) X T —h
2—7uu—N— (2—2FF Y7 at’)V)FL 74V TIRE =5 )L (0. 366g) L4
ALY (0. 593g) DMLY (5. OmL) Ik A FMR 100°CIT THRE B LT, KH
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[0360]

[0361]

%, TORA WK ERIFNRIEKFE T NY SRR A NERIN 2 72, R % 535
L. ZDREE AR BEEAIT TSR, MR~ 2T L TR, BE TREL
BELE, BN HAERDEL VIS N DT 57 40— (IR~
VBB TFNA)ICTRERIL, =F v =2—7nu—4— (5—AFNVAFH — /)L —2
—AN) R T —R0. 296g) 1572,

1H-NMR (CDCI3) 6§ ppm:

1.42 (3H, t, J=7.1Hz), 2.35-2.50 (3H, m), 4.42 (2H, q, J=7.1Hz), 6.85-6.95 (1H, m)
, 7.85-8.00 (3H, m), 8.05-8.15 (1H, m)

MS(ESI, m/z) : 266(M+H) +

(B%&1146)

tert—7FNL=R) —1— (2—/a—4—AIF S —)L—1— ANV A)L) —3
—AFN—1, 2, 3, 5—FThoeru~XVle]l -1, 4— VT B —4—INRFY
7—h

tert—7FN=R) —1— (2—un—4—7)1Fa—1— ALV A)) —3— A
FN—1, 2,3, 5—TreRuVle]l—1, 4—V7 B —4—HNHRFLT—
~(80. Omg) . /3% —/L (15. 6mg) . JRIEIIT L (39. 6mg) DN, N—IAF )L
FVATIR (1. OmL) SR E 7ME 120°CIT T4 2R B LT, |IRIZTZDOR
AW AREMZ T2, ACT B EABL  BWE FH#EL, tert— 7 F 1= (R) —1
—(2—uu—4—AIFV =)V —1— ANV A)V) —3—AF N —1, 2, 3, 5—
FhIera el —1, 4—VT B —4— IV ARFLTF—h(66. 2mg) 577,
1H-NMR (CDCI3) § ppm:

1.00-1.60 (12H, m), 2.90-3.90 (1H, m), 4.20-5.30 (4H, m), 6.30-7.90 (10H, m)
MS(ESI, m/z) : 467(M+H) +

(BEHI4T)

tert—7FNL=R) —1—[2—/rua—4— (3—bEREFIAF AT —)L—1—A
WYRUTAN—3—AF NV —1, 2, 3, 5—ThFeRuaXJle] -1, 4— VT BV
—4—INERFTT—h

KRBT tert—7TFNL=R) —1— 44— B—INVAFILEITS/— NV —1—A)V) —2
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[0362]

—raaAN]) —3—AF)V—1, 2, 3, 5—TFThFeFu~ el -1, 4—V7
By —4—AINAEFTTF—h(45. Omg) LV AV Fut? L= F LTI (9. 4ul) D
T h7eRu7 5 (0. 80mL) KL/ uaX gAY 7 F )1 (6. 80mg) ZMZ., €D
AWE =R T, SIRFRIBHHRL 72, KB T 7T hoER ey iRUF 7 A (3. 90m
g) ZMZ., TDREWE RS T URMSERLT, KB T 7hIeN R TiRy
FUAL(3. 90mg) MR EDIRAWEFSMTO. sEHHELZ, KT, €D
BAMICHEALT VB0 MKBREMZ T2, SOICERTT VEMZ ., ZDOFH)E
2T, TOEZREHEKIZ TSR, AR~ RV L TR,
BE TWEABEEL, BONTHEBME L VTN AT L0 N F7 01— (B
HIREE : ~ Py — BRI =T W) ITTRERIL, tert—7F 4= (R) —1— (2—Zun
—4— (3—eRaF T AFAEL TS — NV —1—AN) T ANV —3—AF)NV—1, 2, 3
, b—TreRu~X el —1, 4— VT —4—INVARF VT —h(12. 3mg) &
Bz,

1H-NMR (CDCI3) 6 ppm:

0.80-1.60 (12H, m), 2.01 (1H, t, J=5.8Hz), 2.90-5.30 (7H, m), 6.40-8.00 (9H, m)
MS(ESI, m/z) : 497(M+H) +

(Z%14148)

RPNV =N—2—T7NFaxF )V —N—2—AF T F )V )L/ <—h

BT, TV HTAFERR FTICTRU VN =2—AF T L 3<—h (0. 2
00g) DN, N—VAF)LA/VLT IR (2. 6mL) WK FLT R A (FE60%.
27. 5mg) Mz, TDOREYEFEET 105 MBEREL, ER T, 1— 7€ —2
—7NFuxZ (160ul) ZMNZ., ZDIREWEIMRIOCITT—BBER L=, B
%, OSBAIKEMZ RIS EEIE U, BRI =T VEMNZ, GHEE 2RI
o TOFRIEEWE TIRML , BRIEEIA TN AT L0 T T7 +— (B :
ANFYY BT V) ICTHERIL, U =2—TFnnF ) —2—AhF T
FNINS—8 (T4, 4mg) T2,

IH-NMR (CDCI3) 6 ppm:

3.25-3.40 (3H, m), 3.45-3.75 (6H, m), 4.40-4.65 (2H, m), 5.15 (2H, s),
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7.30-7.40 (5H, m)
MS(ESI, m/z) : 256(M+H) +

[0363] (B#&4149)
tert—7FN=R) —1—4—TI/)—2—7vua/A)) —3—AFNV—1, 2, 3
, b—TFkoerua~X el -1, 4— VT —4—HNVERFTT—h
KB T tert—7FA=R) —1— (2—aa—4—=pa V' Af)V) —3—AF )L
—1, 2, 3, 5—ThrFeRu~x>le]l -1, 4—VT7EEY —4— IV RFTF—h (10
Omg) OEFRE (1. 14mL) RIS (147mg) ZMZ ., KV T2mol /LKL (0. 1
13mL) 23 F L7z, SRR YA =IR C1R ., JMHE50°CC1R RS L, =ik
BEET, MSEADICER=F L, 28%7F=7 /K (1. 35mL) /X 7=, &5l
T EREIE R BRI R KSR T D ARSI BRI K TR LT, A % 1
KA~ 7 R MTHR, Al AREBE T ICBM L, Bohi- A Rms
TTae AT Y I TN I T BT~ N 5T 40— (WAL~ — B =T
V) THREBRIL, tert—7F A =R) —1— (A—TI/—2—7aa_0 Y A)V) —3—A
FN—1, 2,3, 5—TreRuVle]l—1, 4—V7 B —4—HNHRFLT—
~(55. 8mg) 57z,
1H-NMR (CDCI3) & ppm:
1.05-1.60 (12H, m), 2.75-5.20 (7H, m), 6.15-7.50 (7H, m)

[0364] (ZZ&150)
tert—7FN=R) —1— (22— —4—T "7/ =NV —1—A N~V A)L) —3
—AFN—1, 2, 3, 5—TFThoefu~xVle]l -1, 4— V7B —4— I RFY
Z7—h
KT tert—7FNL=R) —1—Q—T3I/—2—rau~VA)l) —3—AF )b
—1, 2, 3, 5—ThrFera~1v el —1, 4— VT —4— VR FTF—h (50
. Omg) , VIRF AR = H (53, 4mg) KT NT AT VR (9. 40mg) DIRE
W\ ZEERR (0. 15mL) 2%, USRS #AESMESO CIT THR Bt L, =iR#E
BT, FOSEAITAK (0. 124mL) , J=HEE2 (13ul) B LU 26%HANEE T N Y LK
VR (uL) ZNER M Z  IRA W E KM T 1R R LT, SIRBHE T, Z0RAY
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[0365]

[0366]

(KR OFHREF VEIMNZ, 3L A S E 2 KRR~ 7 R LTHSR, i
% AIEWE T IR, DN AERDE T 7 ae M YA F VAT 2
<757 4— (B HHEEEE  ~F ¥ —FiR—F L) THRRL, tert— 7 F = (R
)—1—2—7ua—4—Fr 7 =NV —1—A NV A)V) —3—AF NV —1, 2, 3,
5—FhoeRu~ el —1, 4— VT ¥ —4—HVEARFTT—h(43. Tme) %
Bz,

IH-NMR (CDCI3) & ppm:

0.85-1.70 (12H, m), 2.90-5.25 (5H, m), 6.40-8.00 (7H, m), 8.90-9.10 (1H, m)
(2#4151)

AFN=2—rua—4— (1—AF)V—1H—T 7/ = —5—A)V) /T —h
KT, 2= 2780 —N—AFNVTLIHLVTIREE AF /L (290mg) DRLx (10
mL) BRI T LY (292me) ZINZ ., IBRAWEIMRA0C C2RFHI B LT,
FZIR T BREWINIAFALINTDT YA (0. 264mg) A, SISIEA % [F
IR CREBRLUTZ, T0%., SHICRGIRA YA SMNRB0CTAR ], IR T4H M
BERU T, BONBA YRR eI K S8 T N o DKW A N 2 A R % 4 Bl LTz,
KEZEHRF VTR U, AL &b Rtk Cled Lz, Az
TR~ 7 3T LCHR, Atk . AIREIRE TICIRMELTZ, BDIV AR
WET )T AR TN AT I NI TT 40— (WL~ — B
TFNV)TRERIL, AFNV=2—7nu—4— (1—AFNV—1H— T+ ——5—A
)RV T —R94. Omg) 7z,

1H-NMR (CDCI3) & ppm:

3.99 (3H, s), 4.22 (3H, s), 7.73 (1H, dd, J=8.2, 1.6Hz), 7.89 (1H, d, J=1.6Hz), 8.02
(1H, d, J=8.2Hz)

(2#1152)

AFN=2—rua—4— 7T )XV —h

KB T 2—2auaFL 72V TIREE AF)L (123mg) RN =F /LT3 (235m
g) DIELAF L (2. OmL) BEIKIZ N 7 VA aER kY (254me) A%, 1B
A% FIRIC C2R B LT, JOMBEWITKREMZ, raarz Tl
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[0367]

[0368]

B & WUE T ISR LT, BN B E VI TN AT DI~ NI TT 4 —
BEHAEE : ~F Yy —FRR=F L) TREL, AF Vv =2—Jnaa—4—-37 /"
7 —h(109mg) 7=,

1H-NMR (CDCI3) § ppm:

3.97 (3H, s), 7.61 (1H, dd, J=8.2, 1.6Hz), 7.76 (1H, d, J=1.6Hz), 7.90 (1H, d, J=8.2
Hz)

(Z%6153)

AFN=2—rua—4— (1H— T V=)L —5—AN) YT —h

FIRT, AFNV=2—ua—4—3T )X/ 7 —k104mg) L NN AF LTI
HFeH (55. 9mg) DN —AFNAE'aY R (2. OmL) BHKIZ TR U LT PR (38, Om
g) Mz, PUNBEAWE 130 CITTTR R L 72, JONE S ML =R ETm
#. 1mol /LiEMeHICIEE AL ERR ~F L CHIl LTz, A#IE AKX, fafn ik
THE LT, AEL IR~ 7 30T AT, Atk AIREIE T IR
L. AFNV=2—7ua—4— (1H—7+ 7V =V —5—AN) V7 —r107mg) &
B,

1H-NMR (DMSO-d6) § ppm:

3.91 (3H, s), 7.95-8.25 (3H, m)

(% 4)54)

AFN=2—ra0—4— (2—AF )V —2H—T 7/ =)L —5—A)L) X7 —h
KRBT, AFNV=2—nua—4— (1H—TF;/—/V—5—A)) V7 —h(99.
Omg) B RIEAIVY 1 (143mg) DN, N —VAF /LA VLTI (2. OmL) BRI
(ZAFNE—VR (118mg) ZMA. SUSREHET0CITTAR SRR L2, SUSE
BWE ERMNTETHE, KTITES AL /LTI LU, F#igaK, fa
R CTHE LT, AEE KR~ 2T LT, Atk AIREIE
TR LTz, O AR E L VI TN IT LT~ T F7 40— (BRHYEEE: ~
XY —FER =T L) THRBEIL, AFV=2—Jun—4— (2—AF NV —2H—T+F
)y —5—A)) /T —h(85. 6mg) B,

1H-NMR (CDCI3) § ppm:
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[0369]

[0370]

3.97 (3H, s), 4.43 (3H, s), 7.95 (1H, d, J=8.2Hz), 8.08 (1H, dd, J=8.2, 1.6Hz), 8.26
(1H, d, J=1.6Hz)

(2%1455)

(R)—1—_VN—3—AFNV—3,4—VERu—1H—~V]e]l —1,4—VT7TE
vy —2, 5—F

KAETF. R) —3—AFN—3, 4—PkeFu—1H— Vel —1, 4— V7B —
2, 5— U4 (10. 0g) ROYREAVT L (7. 99g) DN, N—VAF LAV LT IR (1
50mL) BRI~ PN 7uIR (9. 89g) MR, FUNEEMENIRAIS0C TH
BB LT, PUSIRA W E BIRALEECHEE . ANBIETRONEGHIZ2— (2
—EeRBER L ZFATI) F ) — V(2. T6g) A, IRAWE SR CLRRESERL
2o IBA W\ ZHR =51 (200mL) , /K (75mL) , 7h7eRka7Z  (50mL) X
SR CLRFHBR LT, ECTEREMEAEL, AT OREEESRIL-, Kgx
FEi= T L TR LT, AHEZ A —L. 1mol/ LK LT N /KIS, K.
FFN R K CIERBEE LTz, AHE % TKARE~ 7 3T AT, Ak, A
ERE TICEML, (R) —1 -~ P —3—AF ) —3, 4—YkeFu—1H— 1/
[e]—1, 4—VT7 v —2, 5—V42(10. 4g) 28577,

1H-NMR (DMSO-d6) § ppm:

1.28 (3H, d, J=6.6Hz), 3.90-4.00 (1H, m), 4.97 (1H, d, J=16.1Hz), 5.33 (1H, d, J=1
6.1Hz), 7.05-7.35 (6H, m), 7.40-7.55 (2H, m), 7.60~7.70 (1H, m), 8.60 (1H, d, J=5.
THz)

(2%1156)

tert—7F /= (S) —3—_VIUNFFTAF N1, 2, 3, 5—ThFeRE YV e
1—1, 4— 7y —4— INRFLF—]

FR T, tert—7FN=(S) —3—kRuFXi AF )V —1, 2, 3, 5— T hFeFa~ v
[e]—1, 4—YTEEY —4—INHRFTT—HT79. 1mg) DN, N— T AF LRV A
TR (1. OmL) IBEMITARILT N T A BE60%., 14. 8me) ATz, £ DR
W E RISAET 104 FB#RL, NP7 a3k (58, 3me) 2MZ T, EDIRAY
ERIZAE TR B L, TO®BAZMZ TRISEEIEL, KO CEHR=F LE
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[0371]

[0372]

ZTHBEE S LTz, ZOEHIEEK, faf BRI TIERGEEL .. Mokt~

TR D TH IR BIE TWEABE LU, BEL VAT NIT L0 75

74— (VAL : ~ 5 —FRB =T V) [ITTRRIL, tert— 7 F L= (S) —3—

VONERLAFN—1, 2, 3, 5—FhFeRu~ vV e]—1, 4— VT —4—

HINRFLT—h(48. 3mg) 17,

1H-NMR (CDCI3) & ppm:

1.30-1.45 (9H, m), 3.20-3.35 (1H, m), 3.50-3.95 (4H, m), 4.35-4.80 (4H, m), 6.50~

6.60 (1H, m), 6.65-6.75 (1H, m), 6.90-7.10 (2H, m), 7.20~7.40 (5H, m)

(2#&H5157)

AFN=2—ruua—4— (4, 5—VeRuaFFH = —2—A)) VT —]
BT, 2— 700 —N— (2—bFu$ oF L) FLTHLTIREE AF L (12

Omg) DAL AF L (2. OmL) WK I L F A=/ (66. 5mg) M2 72, TDIR

EEFSMET. 300 HBREL., TORME T LB EL, BEEZVIAT LV

HF LT TT7 4 — (WEHWEEE: ~ Y — R =T V) ICTRRIL, AF L =2

—run—4— (4, 5—VeRadF P — L —2— A1) XV 7 —hT70. Omg) 15

7o

1H-NMR (CDCI3) & ppm:

3.95 (3H, s), 4.10 (2H, t, J=9.6Hz), 4.47 (2H, t, J=9.6Hz), 7.85-7.90 (2H, m), 8.00

-8.10 (1H, m)

(2%1158)

AFN=2—7ua—4—FF P — NV —2— ANV T —h

AFN=2—rman—4— (4, 5—VeRatXP/ — L —2—A)) VT —h (181

mg) .4, 5—Y7un—3, 6—IFFYira~t—1,4-Vxr—1, 2—VhN

A=V (189mg) DMV (35mL) IRA W% 16 R EIMNBVE TR LTz, M E

TWERAREEU, BEE YD NIT L0 T 57 40— BB~ —

FER=F W) ICTRERIL, ATV =2—Juua—4—FFH — L —2— AL VT

—h(18. 3mg) 217z,

1H-NMR (CDCI3) § ppm:
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[0373]

[0374]

[0375]

[0376]

3.96 (3H, s), 7.25-7.35 (1H, m), 7.75-7.80 (1H, m), 7.93 (1H, d, J=8.2Hz), 7.98 (1
H, dd, J=8.2, 1.6Hz), 8.15 (1H, d, J=1.6Hz)
(354159—1)
4—T7 e —2—rua Y A )=rualR

IR T, 4— 7 2E—2—7ua B&ERK (0. 331g) DHE[LATL (3. OmL) I
WRIZHA LT A=V (510ul) St EON — AF A eaYR 2z, EDRAME4
0°CIZCO. SR IIIMBGETEL , X5I1235°CIT T 20 L 72, TDRA W E BT
TEML, 4— 7 oE—2—7uny Y/ ()L =2ulR (355mg) #1577,
(354159 —2)
2—7un—4— (2—FFIalVy —1—ANV) R A =ralR

HIR T, 2—7au—4— (2—FFVealPr —1—ANV) ZEEME (83, Tmg) D
HALAF LV (1. OmL) WIS LT A= (127ul) L B DON — AF L e alR
YEMZ., TDREME RS TARBSHRLT., ZDRAWERE TIRML, 2—
ran—4— 2—FF Ve —1—AN) XV AN =7uYR (90. Omg) 27
(3%54159—3)
2—run—4— (4—AFNVFHFH ) — NV —2—AN) XA =7alR
FHRT., 2—7un—4— (A—AFVAFH) =)V —2—1)V) ZEEM (81. 3mg)
DEALAF L (1. OmL) BREIKITHE( LT A =)L (250ul) Ll BDON — AF L e
aURVEMZ, EDOREKE 32 C TLRFMBER L, IR T, SbIZEbF A =1 (
250uL) ZM ., EORE KA 32 I TRARBIE L7z, WET ., B2 EEL, 2—
7 —4— (A—AFNFFH — N —2—AN) XV A =ralR(87. Omg) %
B,
(3%54159—4)
2—run—4—7NFaX A )=7alR
FR T, 2—7un—4—7 AR B35 (159mg) D AT L (2. OmL) IBA
WAL T A=) (332ul) L E DN — AF A BI R ZNNR. EDREYEE
IR T 1Re#E], 38°CITTL. SIFMB#RL T2, WE FIREAHEL, 2—/ua—4—7
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[0377]

[0378]

[0379]

[0380]

[0381]

NFa A =2ralR (175mg) 245377,

(2%E4159—5)

2—raua ) =ralR

FIR T, 2— 7 B&# (50. Omg) O LAFL Y (1. OmL) IBAWIH LT

F =V (116uL) Lt EDON — AF AL TIRU 2R, ZOIRAWE EIRT 1HR]

B, BME TR B EL, 2—7un /A =2aYR (55. Omg) 2157,

(2%564159—6)

A= VNFHY —2—raaXy A =ralR

IR T, 4A—_UVNFFy —2— o R (180mg) DHftF A=/ (1. 48

mL) IR B DN — AF NI R EI R, ZOWKE =R T 1RGSR L2

o WETFBMAREEL, A— VN FFy —2—raay/ (L=2aYR (191m

g) BT,

(3EH4159—7)

2—ruu—4—FFWP)— )V —2— ANV A =FalR

R T, 2—7un—4—FF P =) —2— (VL EEM (31. 4mg) DEfLF A=

V(1. OmL) IBAIZ Rt BEON — AF AR 2 A, T OSESHE IR

A0 CITTIRFE B LT, BIE THWEAEEL, 2—/an—4—FF >/ — 1 —2

— AN AV =71UR (34. Omg) BH7~,

(%4159 —8)

2—rnu—4—(2, 2, 2—N7AFaxphEy) X A v =ra)R

H| T, 2—rua—4—(2, 2, 2— N7 Fuxhd ) & B85 (757me) DL

FA =)V (2. OmL) BAYTIIEEON — AF AL aIRVZMZ., EORISESY

ZAMBA0CIZ TR HBA LI, WE THWEEZEEL, 2—/mn—4—(2, 2, 2—

N7V FazhEy) N/ Ay =2ul R (810me) 477,

(2E4159—9)

2—7un—4— (1—AFNV—1H—T+ 7=V —5—A V)V A =7ualR
KETF, 2—aa—4— (1—AFNV—1H—T V' =NV —5—ANV) REER (55

. Omg) DEALAF L (1. OmL) I LT 4=/ (131 mg) K UN—AF )V
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[0382]

[0383]

[0384]

[0385]

vrlR> (5. 00ul) Z#Hx., IBAHEEIRICT205 MR L, RIRICTHELT
=/ (131mg) ZMZ., BITIREWEIMRA0CIZ TR BRI L 72, €DRAY
ERETICEML, 2—7aa—4— (1—AF NV —1H—T 7 — L —5— L) R
S AN=27aYR (58. Omg) #4377,
(2%4159—10)
2—run—4— (2—AF )V —2H— T 7/ =)L —5—AN) X/ )L =7aYR

KGETF, 2—7ua—4— (2—AF)V—2H—T 7/ =V —5—ANV) LEFRR (61
. Omg) DHALAF L2 (1. OmL) IR LT A4 =V (290mg) K UN—AF /L
v'rURY (15. Oul) 2%, IBE %A IMRA0CIZ TR BRI LIz, £DIRA Y%
BETICEML, 2—ua—4— (2—AF )V —2H—T 7/ — L —5—A)L) X/
AN=2uYR (64. Omg) 257,
(3&H159—11)
2—ruu—4— (2—7NVFAampFy) YA )=k

2—7run—4— (2—I7NVFuxhF) 2 B5EMH (500me) LA & DN — AF LB
YRy OHALF A=/ (2. OmL) Z4ME40°CIZ T1R B L-, E T ZDRA
MERHL, 2—7un—4— (2— 7 A axhdy) Ny )V =2ualR (0. 54¢) &
Bz,
(%4159 —12~16)

b2 REBFHERE AV, 256159 — 1EFKIZL T, LTFO2EH|59
—12~59—16DbEWME BT, ThoDOEERBI UM EEZ R 18ITRLE,
[318]
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Ref. No. Strc Wit {E
C
1H-NMR (DMSO-d6) 5 ppm:
cl 1.33 (3H, t, J=7.1Hz), 4.34 (2H, q,
59—12 \ J=7.1Hz), 7.07 (1H, d, J=2.6Hz), 7.95-
[ 8.05 (2H, m), 8.10-8.15 (1H, m), 8.82
(1H, d, J=2.6Hz)
-0 0
0
1H-NMR (DMSO-d6) 8 ppm:
59—13 Cl 3.20-3.30 (4H, m), 3.65-3.75 (4H, m),
. 6.93 (1H, dd, J=8.9, 2.4Hz), 6.98 (1H,
N d, J=2.4Hz), 7.77 (1H, d, J=8.9Hz)
0
1H-NMR (DMSO-d6) 5 ppm:
59—14 N\ 2.35-2.45 (1H, m), 7.05-7.15 (1H, m),
K 7.90-8.00 (3H, m)
1H-NMR (CDCI3) & ppm:
59—15 2.39 (3H, s), 6.30-6.40 (1H, m), 7.65-
v 7.75 (1H, m), 7.85-7.95 (2H, m), 8.20-
_ u 8.30 (1H, m)
1H-NMR (CDCI3) & ppm:
c 2.49 (3H, s), 6.25-6.30 (1H, m), 7.60
53—16 (1H, dd, J=8.6, 2.1Hz), 7.60-7.70 (1H,
m), 7.76 (1H, d, J=2.1Hz), 8.26 (1H, d,
/ /iu J=8.6Hz)

[0386] (Z#&H#160—1)
1—x=Fnr=2—2unsL7&7—h
ATHAFHK T, 2—7aar L7208 4—_ U 1—2F )1 (251mg) DT b
Feka77y (5. OmL) IWHRICEIRIZTRT VT L —RFE (10%, 56%1 /K, 50. 3
mg) ZMA. EDREWEKBHAFMR T BIRIZ TR E B L2, =IRIZT
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GV h—[RFE (10%, 56% 757K, 50. 3mg) ZM %, TDERAMEKBITAR
PR T |IRICTLRFEBEE L2, TDOREME I ANAMLUT, AIKETBE TR
L, 1—=F ) =2—2uaFL7¥7—h 177mg) Z4H=,
1H-NMR (CDCI3) § ppm:
1.42 (3H, t, J=7.2Hz), 4.42 (2H, q, J=7.2Hz), 5.38 (2H, s), 7.87 (1H, d, J=8.1Hz), 8
.02 (1H, d, J=8.1Hz), 8.17 (1H, s)

[0387] (&%#160—2~60—38)

KIS BN — NN T IV EER, NV UV AT RHER, XV —T
NVEHERE WV, 2EF160— 1ERERIZLT, BLFOZEH]60—2~60—8D{LA
YEET, 2B, 2EH160—7, 8IZOWTIE, MVERERIL, 3HitT B~
IARZE N VIR EL Tz, ZHOBERB L OWMEEE R 19K L,

[0388] [3%19]
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Ref. No. Strc itk iE
0
OH 1H-NMR (DMSO-d6) & ppm:
( ) 1.33 (3H, t, J=7.1Hz), 4.34 (2H, q,
602 N cl J=7.1Hz), 7.07 {1H, d, J=2.6Hz), 7.95-8.05
7R (2H, m), 8.10-8.15 (1H, m), 8.81 (1H, d,
( =N J=2.6Hz), 13.40-13.75 (1H, br)
0%, MS(ESI, m/z) : 205(M+H)+
A~y ~F 1H-NMR {CD30D) 5 ppm:
60—3 H 2.75-2.95 (4H, m), 3.35 (3H, s), 3.45-3.55
(2H, m), 4.40-4.50 (2H, m),
0~ OH 1H-NMR (DMSO-d6) & ppm:
cl 4.91 (2H, g, J=8.8Hz), 7.12 (1H, dd, J=8.8,
60—4 . 2,6Hz), 7.29 (1H, d, J=2.6Hz), 7.85 (1H, d,
A0 J=8.8Hz), 13.17 (1H, brs)
F7F MS(ESI, m/z) :255(M+H)+
0o V. 1H-NMR (CDCI3) & ppm:
N>‘~o 1.10-1.50 (12H, m), 3.05-3.45 (2H, m),
60—5 @(‘ J ..... . 3.75-3.90 (1H, m), 4.25-4.75 (3H, m), 6.50-
N 6.60 (1H, m), 6.65-6.75 (1H, m), 6.90-7.15
H (2H, m)
o Y
N>‘*—o 1H-NMR (CDCI3) 5 ppm:
_ 0.90-1.60 (12H, m), 2.80-3.70 (1H, m),
60-6 ©:‘:) 4.10-8.50 (11H, m)
MS(ESI, miz) : 415(M-H)-
0 /©/ 1H-NMR (DMSO-d6) 5 ppm:
Ho- S 1.12 (3H, t, J=6.3Hz), 2.29 (3H, s), 3.00-
60—7 H 0 3.45 (4H, m), 3.50-3.65 (1H, m), 3.80-3.95
N~B (2H, m), 7.05-7.15 (2H, m), 7.40-7.55 (2H,
‘ﬂ_o m), 8.59 (1H, brs), 8.85 (1H, brs)
Q 1H-NMR (DMSO-d6) 5 ppm:
Ho_‘q\ 1.12 (3H, t, J=6.3Hz), 2.29 (3H, s}, 3.00-
60—8 ;I' 0 3.45 (4H, m), 3.50-3.65 (1H, m), 3.80-3.95
"'(:3 (2H, m), 7.05-7.15 (2H, m), 7.40-7.55 (2H,
0 m), 8.59 (1H, brs), 8.85 (1H, brs)

[0389] (&%&H161—1)
(R)—2,5—U4%Y—-2, 3,4, 5—7Th7efu—1H—X Vel —1,4—7F
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[0390]

[0391]

By —3—ANAF N =T&F—h

TFNL=R)—2— (2—TI/UVA)VTI)) —3—kFuadFur’dF—h(1.
01g) DFEfE (20mL) ¥k % 1 3RFRIMBLGETR L 7=, Bhth . ZDIREGWERE TR
MiLTe, BREL R F VRRBS T, LM EAE LT, TDAMKETE T iR
WMaLiz, BEE VAT N AT L0~ T 57 +— RN EE : BTV — =& ) —
INCTRERIL, (R)—2, 5—V4F%Y—2, 3, 4, 5—FTreFu—1H— 1V [e]
—1, 4= VT —3—ANAF N =T & —1(303mg) Z 17,
1H-NMR (DMSO-d6) & ppm:
2.00 (3H, s), 3.95-4.05 (1H, m), 4.15-4.25 (1H, m), 4.30-4.40 (1H, m), 7.11 (1H, d
, J=7.9Hz), 7.20-7.30 (1H, m), 7.50-7.60 (1H, m), 7.70-7.80 (1H, m), 8.60-8.75 (1
H, m), 10.51 (1H, brs)
(%5161 —2)
(R) —83—xFN—3, 4—eRu—1H— Vel —1,4— V7B —2, 5—
D
T AEmE RV, 2E6161 - 1LRAKICLT, (R) —3—=F1—3, 44—t
Fa—1H—~_ Y [e]l—1,4— VTR -2, 5—VF 527
1H-NMR (CDCI3) § ppm:
0.90 3H, t, J=7.6Hz), 1.50-1.65 (1H, m), 1.70-1.85 (1H, m), 3.45-3.55 (1H, m), 7.
05-7.15 (1H, m), 7.15-7.25 (1H, m), 7.45-7.55 (1H, m), 7.74 (1H, dd, J=7.9, 1.6Hz
), 8.44 (1H, d, J=6.0Hz), 10.36 (1H, brs)
MS(ESI, m/z) :205(M+H)+
(%5161 —3)
(R) —3—AFN—3,4—VeRu—1H—~ Vel —1,4— V7L —2, 5
v

RN T A WERV, 3BF61 - 1LFRRIZLT, (R) —3—AF NV —3,4—V
eRe—1H—~_ Y [e]l —1, 4— VTR —2, 5—UF%2E7,
1H-NMR (DMSO-d6) & ppm:
1.23 (3H, d, J=6.9Hz), 3.75-3.85 (1H, m), 7.09 (1H, d, J=8.1Hz), 7.74 (1H, d, J=7.8
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Hz), 8.38 (1H, d, J=4.9Hz), 10.33 (1H, brs)

[0392] (Z#&H162—1)
(R) —3—x=F)L—2, 3, 4, 5—FhFeFu—1H—~V[e] -1, 4—VTEEV
KET. (R)—3—=FN—3, 4—eRu—1H— XV [e]l -1, 4— VT ¥ —
2, 5—Y4>(300mg) LRIV F LT NAI=0 4 (149mg) DIRAMIZL, 2—
ARFL = H (8. OmL) ZMZ., EDIRA W% TR INBGRTE L7z, Bnth . BN
BT (0. 149mL) | 15%KEE{bT R LKEHRK (0. 149mL) , 7K (0. 447mL
) ENERMNZ 72, ZORAWEABL, TDOAMEEIRE T BT, ZiEE T/ 70
VAV TN AT b 57 +— (B IHBEE: B = )L —~F 3 2) 1T
BRI, (R) —3—x=FNV—2, 3,4, 5—Thr7eFu—1H— Vel —1,4—Y
7P (110mg) 2187,
1H-NMR (CDCI3) & ppm:
0.99 (3H, t, J=7.6Hz), 1.35-1.50 (2H, m), 2.60-2.70 (1H, m), 2.75-2.85 (1H, m), 3.
30-3.45 (1H, m), 3.80-4.05 (2H, m), 6.70-6.85 (2H, m), 7.00-7.15 (2H, m)

[0393] (ZEHI62—2)
R) —1—_UVNV—3—AF)V—2, 3, 4, 5—FTh7efkur—1H—Ve]—1, 4
— VTR
RIS DHTINFHERE AV, 2EF162— 1EFEIZLT, R) —1—U P —3
—AFN—2, 3, 4, 5—TFThFeRu—1H—~Ve]l — 1, 4— VTV E2HT,
1H-NMR (CDCI3) 6§ ppm:
0.90 (3H, d, J=6.6Hz), 2.46 (1H, dd, J=13.9, 9.1Hz), 2.90-3.00 (1H, m), 3.11 (1H,
dd, J=13.9, 2.8Hz), 3.98 (1H, d, J=14.5Hz), 4.04 (1H, d, J=14.5Hz), 4.22 (1H, d, J=
14.2Hz), 4.54 (1H, d, J=14.2Hz), 6.85-7.00 (2H, m), 7.10~7.45 (7H, m)

[0394] (Z2&H163)
tert— 7 F N =2—rua—4—7 L Fa VT —h

FIR T, B~ RV A (4. 81g) DHfLAT L (40mL) BREIKIZ IR AR (O.

981g) Mz T, TDOREYERIR T 150 HBE L, 2—/un—4—T7 L Fus
BEBR (1. 75g) L2—AF N T a0 —2—F—)V (3. T1g) #MAiTz, BIRTZD
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[0395]

[0396]

BEWE 15 EIEHR LIz, TOIRA W IRIB/KFE T NY DKEEREINZ SR A
1EL, ROCEB=F V&M Z ., AEEZ D5 LT, ZOH#EEfafn &Kz T
ek KRR T NY L THR LI, BEE S IATNNT LI a< T TT 4—(
WRHHYALE: BRR = F )L — ~F P ) ITTERIL, tert— 7 F )V =2—7nu—4—7)L
Fua~v 77—k (1. 98g) ZHFi,

1H-NMR (CDCI3) & ppm:

1.60 (9H, s), 6.95-7.05 (1H, m), 7.16 (1H, dd, J=8.5, 2.5Hz), 7.80 (1H, dd, J=8.7, 6
.1Hz)

(BEH164—1)

tert— 7 FN=2—ruu—4— (2, 2— V7 NFRTrFHL) XV T —h

KETF ., KBTI L BE60%, 251mg) DN, N— I AF)LELALTIR(9. 0
mL) BBIKIZ2, 2— V7 A uxd ) —) L (833me) ZZ., ZDEAMEKH T
04 B LT-, KA T tert— 7 F N =2—2rua—4— 7L F a7 —h(1.
12g) A ZDIREW%E BIRITTIREBE L2, ZDRAWIZ2mol /LR
EMNZ, OSEEIEL, KO TR F VRN EEEE ST, TOF#EE
REEK TR TR DAKERHK , BRI TIER BEE 14 . T/KARER TR D A TR
LTz, ST TIEM LT, B E S VNN HT hrav T — R INIATE : Bk
FN—~FPNCTHER Ltert — 7 F NV =2—7un—4— (2, 2— V74 ua=xh
F) V7 —h (1. 03g) ZH7z,

1H-NMR (CDCI3) 6§ ppm:

1.50-1.65 (9H, m), 4.05-4.35 (2H, m), 5.90-6.20 (1H, m), 6.75-6.85 (1H, m), 6.90~
7.00 (1H, m), 7.20~7.30 (1H, m)

(BEHI64—2)

2—INFunF )N =2—ruua—4— (2— 7 NVEAampFy) XY T —h

KT BA— T NA R BEBTAT NVFERLET Va— VFERE AV, &5
64— 1EERRICLT, 2— 7 A )L =2—ruu—4— (2— 7 VA ampFy) N
TN,

1H-NMR (CDCI3) § ppm:
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[0397]

[0398]

[0399]

4.20-4.35 (2H, m), 4.50-4.60 (2H, m), 4.65-4.85 (4H, m), 6.87 (1H, dd, J=2.5, 8.8
Hz), 7.02 (2H, d, J=8.8Hz), 7.95 (1H, d, J=8.8Hz)
MS(ESI, m/z) :265(M+H)+
(%164 —3)
TFN=2—run—4—(2, 2, 2— N7z ) RNV T—h
KT B4 — T NA TR BEBR AT NVFHERET Va—VFERL AV, 2%
Bl64—1EFRRIZLC, =FV=2—2mr—4— (2, 2, 2— N7 A4 azhFxi) X
T — BT,
1H-NMR (CDCI3) § ppm:
1.40 (3H, t, J=7.1Hz), 4.39 (2H, q, J=7.9Hz), 4.38 (2H, q, J=7.1Hz), 6.88 (1H, dd,
J=8.7, 2.6Hz), 7.03 (1H, d, J=2.6Hz), 7.90 (1H, d, J=8.7Hz)
MS(ESI, m/z) :283(M+H)+
(2%4165)
2—run—4— (2, 2— VI NAaThF ) RV A )V =ralR
FIR T, tert—7F N =2—run—4— (2, 2—VI7NFu F )RV T —k
985mg) DHALF A=/ (1. OmL) IWKIZN — AF el R (5. 00ul) ZhN % 72
o TDIRAWEIMRA0OCIZ T2RFMBERL 72, =R T, /K (10. OuL) MR 7=, &
DIRAE IR0 CIZ TARF IR LT, £ DIREMIZMV = N2, WEEE 3t
WEREL, 2—7un—4— (2, 2— V7NV FuabFy) Y () =27a) R (850mg
)BT,
1H-NMR (CDCI3) § ppm:
4.27 (2H, dt, J=12.6, 4.1Hz), 6.11 (1H, tt, J=4.1, 54.9Hz), 6.94 (1H, dd, J=8.8, 2.5
Hz), 7.05 (1H, d, J=2.5Hz), 8.22 (1H, d, J=8.8Hz)
(%5166 —1)
tert—7FNL=R) —1— (2—run—4—ZhFI UV AN) —3—AF )V —1, 2
, 3, b—ThFerua~ Vel —1, 4— VT B —4—HNVARFTF—h
KRG T, tert—7FNA=R) —1— (2—Zaa—4—EFaFI U/ ()LL) —3
—AFN—1, 2, 3, 5—FThoeku~xVle]l -1, 4— VT B —4— I RFY
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[0400]

[0401]

Z—h(70. Omg) , =FVF—R(39. 3mg) . KEEHYT A (46. 4mg) | N, N—
AFNVHENVLTIN (0. 50mL) DIREWEIMRE0C TR L2, itk BUNR
BWKEMA, RS NVTHItH Uz, A8 2 10% RIRT Y LK I &
UMaFI K THeg Lz, fhiLila KRR~ 7 R U L THSR, ABLT, T8I
W TICEM LT, BBIEE S IN TN IT LI N7 o— (S ~%
—EiR =T L) THRREIL, tert—7F L =R) —1— (2—7ur—4—ThF T
ANV) —3—AF)N—1, 2, 3, 5—ThFeRua~1Vle]l -1, 4— VT B —4—%
NRFTT—h(54. 6mg) 2577,

1H-NMR (CDCI3) & ppm:

0.70-1.70 (15H, m), 2.80-3.80 (1H, m), 3.85-4.10 (2H, m), 4.15-5.25 (4H, m), 6.30
=7.70 (TH, m)

MS(ESI, m/z) : 487(M+Na)+

(BEH166 —2~66—4)

ST BT = ) — NBER LA AT AN FEEEZ T, 2E6166—1LF
BIZL T, LT OB EH166 —2~66 —4ADILBWEST-, 28, %6166 —3Tik
N AT AL ORDYIZL, 2, 2— N7 VA axF L =MNLxy —4— R/
T b, 66 —4TiE2, 2— VAFNAFT TRV, ZThbDOEERB LU
PEE A F 201 R LT7,

[£220]
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Ref. No. Strc it iE
N a
W9 1H-NMR (CDCI3) 3 ppm:
3 e 0.95-1.60 (18H, m), 2.70-3.80 (1H, m),
662 N’) 4.15-5.20 (5H, m), 6.20-7.80 (7H, m)
oy Q&o MS(ESI, m/z) : 481(M+Na)+
0
Cl
o 0\/@ 1H-NMR (CDCI3) 5 ppm:
4.39 (2H, q, J=8.2Hz), 5.36 (2H, s), 6.87
6—3 cl (1H, dd, J=8.9, 2.6Hz), 7.03 (1H, d,
J=2.6Hz), 7.30-7.50 (5H, m), 7.94 (1H, d,
F J=8.9Hz)
A0 MS(ESI, m/z) :345(M+H)+
F
0 ¥
>0 1H-NMR (DMSO-d6) & ppm:
d" 1.19 (BH, s), 1.28 (3H, d, J=6.8Hz), 1.40
66—4 | 4o 7 (9H, s), 3.50-4.90 (8H, m), 6.70-7.35
N
7\< (7H, m)
O,Q”(\o MS(ESI, m/z) : 489(M+H)+
cI

[0402] (&EH5167)

FIR T, DL—A NV =F e (100mg) D72 h=k/)L (2. 5mL) I IZ~F
PRAFNVL T (L. 26mL) BRI, EDREGET NA L TAEK T T47
R RMBCER R LI, ZDIREME T NI HAF IR T C— R ERIC TR,
ZORBE AR ) —VZEE | ZOREWEBE TR LT, FREIC nak)L
LEMZ., EDREWEETANARB LT, AREED, BETEML, 3— 7/~

Vv —2—F2(42. Omg) 21547~
MS(ESI, m/z) : 115(M+H) +

[0403] (&%14168)

tert— 7 F )= (2—ZhF L F V) =F )L —h

K& T ARIET NIV A (95, 2mg, #E60%) DN, N—UAF)LHR/LVLTIN(2
. OmL) SEEKIC, tert— 7 F = (2 — = pbF =T )V) ) 3<—k(300mg) DN
, N=UAF VRNV LTIN (3. OmL) Wi L. T ORA WA =R TLR R 1
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[0404]

[0405]

Uz, KT, IV F Vv (371me) MR EDIRA W% EIRIZ TR
L7z, ZDREWTAEMZ, BT L CHIL L=, gLk, fafnfikic
THRE LTz, AL TR~ 7 R T W CHIR, itk AIKETRE T IR
L. tert—7F )= 2—bFTF)N) =F NN <—h(328mg) 1577,
1H-NMR (DMSO-d6) § ppm:
0.95-1.30 (6H, m), 1.35-1.45 (9H, m), 3.10-3.50 (8H, m)
(Z%E14169)
(2—hFT T )V) F T IR

KE T, tert— 7 F = (22— pFL T )V) =F VAN 3<—F(120mg) D=
& =) (1. 2mL) BIRIZ38wt%Hifig — =& /—/L (1. 20mL) ZHZ., BNRA
W% BRI TR LT, JONBEWEBE T ICRM% . BT L2z T
BT S w7, AEEAIL, BTV, ~Fh =1/ 1R BTl
#L, Q- v =T N) =F TR (41. Omg) 2472,
1H-NMR (DMSO-d6) § ppm:
1.15 (3H, t, J=7.3Hz), 1.19 (3H, t, J=7.3Hz), 2.85-3.15 (4H, m), 3.49 (2H, q, J=7.3
Hz), 3.55-3.65 (2H, m), 8.76 (2H, brs)
(S2hEB1—1)
TFNAL={[R) —1—(2— 2700 —4—EF/ =)L —1—A NV A)V) —3—AF
N—1, 2, 3, 5—7hFerka~yle] -1, 4— VT EEY —4—HNVAR= V] T
}7EH—h

KBTF.2—/aa—4—-F5) N —1—ALT7xz=V[((R) —3—AF V-2, 3, 4
, 5—FhFeRrr YV e] —1, 4— VT —1— AN AZ 72 (0. 0600g) DT
FERETZ (0. 80mL) IEHKIZ =F =AY 7F 7 e&—k(0. 0280mL) %
MZ., R TR SR LT, OSSR E S VAT NAT boa< T T7 14— (B
WL FiR =T )L — ~F V) TRERIL, =F L ={((R) —1— (2—Zuu—4—t'F
V= 1= AN AN) —3—AF )NV —1, 2, 3, 5—ThFeRa~vle] -1,
4—VTREY —4— IRV TR/} TRF—8 (0. 0855g) BHH=,
1H-NMR (CDCI3) § ppm:
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1.20-1.65 (6H, m), 2.90-5.40 (9H, m), 6.40-8.05 (10H, m)
MS(ESI, m/z) : 496(M+H)+
[0406] (SEHEHI1—2)
2—{83—7nu—4—[(R) —3—AFNV—4—Fub )V N NEAN—2, 3, 4, 5—
FrIeRua Y [e]—1, 4—VT By — 1 — VRNV T2 ) F TV F =T
& —h
FRTF.2—{3—2ur—4—[(R) —3—AFNV—2, 3, 4, 5—TrFeRu~ V]
el—1, 4—UTEBEY —1—INHR=N) Tz /F V2T =7 k4&—hF(0. 0300g
) BLOYr7am Az (0. 80mL) IZ1—AYL 7 F b7/ (0. 01156g) ZMMZ., &
DAL EIR TR RHE IR 72, SUNRAWERE T IRz, Hoik
Bt a T Iae N INMACT Y AT NI T B v T 57— (B R B
FN)THRL, 2—{3—7re—4—[(R) —3—AF NV —4—Ta NI NREA)V
—2, 3, 4, 5—ThFeFuyvle]—1, 4—VTEEY —1—INVHR= V] Tz /5%
VixF N =7+%&—h (0. 0395¢) 7=,
[0407] (SEHERI1—3~1—53)
152, 8, 4, 5—FhFeFu—1H— Vel —1, 4— V7BV EERE,
AV T EEAE O, ERFI1— 1R T LT OEMFI1—3~1—
53Dt EME T, ThODEERIBLIUWMEEL K21 ~281ZR LT,
[0408] [3&21]
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No. Strc MttiE
Q
SN\
O
Ex. 1—3 E MS(ESI, m/z) : 452(M+H)+
[e]
7
—-NN Cl
&NH
CL) S
Ex. 1—4 o) MS(ESI, m/z) : 482(M+H)+
4 N o r
=N Ci
o
N/\«
-
Ex. 1—5 MS(ESI, m/z) : 496(M+H)+
/ ,N’Q/E ©
=N Cl
(o]
Q
¥ o
C(\ } { 1H-NMR (CDCI3) 6 ppm:
Exc 1—6 1.15-1.60 (6H, m), 2.95-5.30 (9H,
. m), 6.40-8.00 (10H, m).
(\N o MS(ESI, m/z) : 496(M+H)+
=N ¢
Q /\(O
N
H <° 1H-NMR(CDCI3) & ppm:
Ex 1—7 1.10-1.60 (6H, m), 2.90-5.70 (9H,
X m), 6.40-7.90 (11H, m).
A o MS(ESI, m/z) : 461(M+)+
=N
0
N/Ne
[o]
SR
Ex. 1—8 MS(ESI, m/z) : 476(M+)+
a N,Q/Eo
=N
o]
(o)
3y
o
Ex. 1—9 @ MS(ESI, miz) : 492(M+H)+
Z 0
i,y 0

PCT/JP2006/305820
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[0409] [Z22]

No. Stre k]

@(}%L ¢
Ex. 1—10 MS(ESI, m/z) : 506(M+H)+

Ex. 1—11 MS(ESI, m/z) : 489(M+H)+

m € 1H-NMR (CDCI3) 5 ppm:
1.15-1,65 (6H, m), 2.95-3.35 (1H,

m), 3.60-5.35 (8H, m), 6.40-8.30

€r£, S (10H, m).

Ex. 1—12

FF
3
’\_«O 1H-NMR (CDCI3) & ppm:
m 4 1.20-1.60 (6H, m), 2.90-3.30 (1H,
, m), 3.65-5.25 (8H, m), 6.40-7.95

_ N
Ex. 1—13 (10H, m).
o MS(ESI, m/z) : 480(M+H)+
F

F y—\{o
\(j\/j} ( [tH-NMR €DCI3) 8 ppm:
Ex 1—14 N — 1.15-1.65 (6H, m}, 2.90-5.35 (9H,
: m), 6.40-8.10 (9H, m).
/@ 0 MS(ESI, m/z) : 514(M+H)+
Y cl

1H-NMR (CDCI3} & ppm:

N
=0 @\” M ™ _
Ex 1-15 | ¢ 7 0.85—1.65 (6H, m), 1.80—2.20

{3H, m), 2.85—5.40 (14H, m), 8.20

ZO,Q/{‘Q —7.80 (7H, m)

[0410] [Z23]
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No. Strc WEE
0 0
~ -
Ex. 1—16 r) MS(ESI, m/z) : 515(M+H)*
A
Cl ]
HO
0 0
)LN’\(/O
o <
Ex. 1—17 N MS(ESI, m/z) : 513(M+H)*
Q“Qc.°
0
0 ,\(0
N)Lﬂ <° 1H-NMR (CDCI3) 5 ppm:
Ex 1—18 C(t)' " 1.00-1.60 (6H, m), 2.80-5.40 (9H,
X N m), 6.30-7.80 (7H, m)
sr@j" MS(ESI, m/z) : 508(M+H)+
™ 0
0
0
1‘4»5";g
Ex. 1—19 d) M MS(ESI, m/z) : 511(M+H)+
N
"\Y@ 0
\(—o Cl
X 0
N
o ¢
Ex. 1—20 NJ MS(ESI, miz) : 515(M+H)+
A Z )
OVN (]
0 0
>y
CO
Ex. 1—21 r) MS(ESI, miz) : 511M+H)+
"Y@ 0
;—0 Ct
0)\_ 0
N
O ¢
Ex. 1—22 N MS(ESI, m/z) : 496(M+H)+
y NQ/%
=

[0411] [F24]
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No. Strc MItiE
0
0
)\—Nﬁ«o
N””H < 1H-NMR (CDCI3) 3 ppm:
e 1—23 ) 0.80-1.80 (6H, m), 2.80-5.50 (9H,
: N m), 6.40-8.00 (8H, m)
Q/% MS(ESI, m/z) : 430(M+H)+
Cl
0
0
%N/N«

SHER
Ex. 1—24 Q N) MS(ESI, m/z) : 508(M+H)+

N H
Ex. 1—-25 (:(\J MS(ESI, m/z) :510(M+H)+

N H 1H-NMR (CDCI3) & ppm:
Ex. 1—26 ) """ 0.90-1.60 (9H, m), 2.70-5.50 (6H,
: m), 6.40-8.00 (10H, m)

0 MS(ESI, m/z) :452(M+H)+
-

0 C 1H-NMR (CDCI3) 5 ppm:
1.05-1.80 (3H, m), 2.80-5.60 (5H,

N H
Ex. 1-27 @(j m), 6.40-8.00 (14H, m)
MS(ESI, m/z) :504(M+H)+
C\l“(n’Q/go

N>\—u 1H-NMR (CDCI3) & ppm:
Ex. 1—28 d P H 1.05-1.80 (3H, m), 2.80-5.60 (5H,
m), 6.20-8.20 (14H, m)

[0412] [Z£25]
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No.

MttiE

Ex. 1-29

1H-NMR (CDCI3) 5 ppm:
1.00-1.70 (3H, m), 2.80-5.50 (7H,
m), 6.40-8.20 (14H, m)

MS(ESI, m/z) :518(M+H)+

Ex. 1—30

1H-NMR (CDCI3) § ppm:
1.00-1.70 (3H, m), 2.80-5.50 (8H,
m), 6.20-8.20 (14H, m)

MS(ESI, m/z) :516(M+H)+

Ex. 1—31

1H-NMR (CDCI3) 5 ppm:
1.00-1.65 (6H, m), 2.30-2.40 (3H,
m), 2.95-5.40 (9H, m), 6.20-8.00
(8H, m)

Ex. 1—32

MS(ESI, m/z) :510(M+H)+

Ex. 1—33

1H-NMR (CDCI3) 8 ppm:
1.00-1.60 (6H, m), 2.30 (3H, s),
2.90-5.30 (9H, m), 6.10-8.00 (9H,
m)

MS(ESI, m/z) :510(M+H)+

Ex. 1—34

1H-NMR (CDCI3) & ppm:
1.00-1.65 (6H, m), 2.80-5.50 (11H,
m), 6.40-7.80 (7H, m)

MS(ESI, m/z) :528(M+H)+

[0413] [F£26]
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No. Stre HittE
F
°>\_,,;: 1H-NMR (CDCI3) & ppm:
_ N H 1.05-1.75 (3H, m), 2.75-5.65 (5H,
Ex. 1-35 @ m), 6.15-7.50 (7H, m)
MS(ESI, miz) :504(M+H)+
@N@ 0
=N Cl
0 H
>N

gﬂl L@ 1H-NMR (CDCI3) 5 ppm:
_ 1.00-1.65 (3H, m), 2.95-5.35 (7H,
Ex. 1-38 J m). 6.40-8.15 (15H, m)

C\m,@’(\o MS(ESI, m/z) :500(M+H)+

Q 1H-NMR (DMSO0-d6) & ppm:
°>L" 1.20-1.55 (3H, m), 2.85-3.60 (1H,
Ex. 1—37 N H m), 4.45-5.35 (4H, m), 6.45-8.90
- s

MS(ES|, m/z) :562(M+H)+
Qﬂ@ 0

0 d 1H-NMR (DMSO-d6) & ppm:

R 1.20-1.55 (3H, m), 2.90-3.60 (1H,
Ex. 1—38 @(\) m), 4.10-5.35 (4H, m), 6.50-9.50
X (14H, m)
) ,Q’% MS(ESI, m/z) :511(M+H)+

N>L|’-‘| 1H-NMR (CDCI3) & ppm:
Ex 1—39 @ iy 1,20-1.30 (3H, m), 3.00-5.20 (13H,
' 0 m), 5.35-6.15 (1H, m), 6.40-8.00

& ,@o (15H, m)
=N

0 0=
g —~ 1H-NMR (CDCI3) & ppm:
@(ﬂa o0 1.05-1.20 (3H, m), 1.20-1.30 (3H,
B m), 1.60-1.80 (1H, m), 1.90-2.10
Ex. 1-40 N \ (1H, m), 3.00-5.50 (9H, m), 6.45-

P ’@&0 8.00 (10H, m)
- MS(ESI, miz) :510(M+H)+
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[0414] [F&27]

No. Stre Wit E
™ 0
0"
e 1H-NMR (CDCI3) & ppm:
Ex. 1—41 C(} ----- 1.00-1.70 (6H, m), 2.70-5.40 (9H,
m), 6.20-8.20 (9H, m)
0
W ¢l
\\0 0
0 \f 1H-NMR (CDCI3) & ppm:
N»*g 1.05-1.70 (6H, m), 2.95-5.25 (9H,
Ex. 1—42 @(\) m), 6.20-8.30 (7H, m), 8.90-9.15
N (1H, m)
MS(ESI, m/z) : 498(M+H)+
N 0
N N
=N ol
0»‘_ ,_(0
N
C(‘N W <° 1H-NMR (CDCI3) & ppm:
NJ 0.75-1.70 (6H, m), 1.90-2.10 (1H,
Ex. 1—43 . m), 2.95-5.45 (11H, m), 6.40-8.10
(9H, m)
cl N MS(ESI, m/z) : 526(M+H)+
Q‘\ou
0
o BN
N)\~u 0
@(} 1H-NMR (CDCI3) 5 ppm:
1.00-1.85 (6H, m), 2.85-5.45 (12H,
— N
Ex. 1—44 . m), 6.30-8.15 (7H, m)
MS(ESI, m/z) : 512(M+H)+
Cl N
/N\N/,
S
N H 0
@(} """ 1H-NMR (CDCI3) & ppm:
N 1.00-1.70 (6H, m), 2.80-5.25 (12H,
Ex. 1-45 0 m), 6.50-8.30 (7H, m)
ol MS(ESI, miz) : 512(M+H)+
N\
N’\N>N
\
T\
N
0
@(\ NoE o 1H-NMR (CDCI3) 5 ppm:
N) ) 1.00-1.60 (6H, m), 2.40-2.60 (2H,
Ex. 1—46 . m), 2.80-5.70 (10H, m), 6.40-8.00
(10H, m)
c .
! Y 3 MS(ESI, m/z) :510(M+H)+
N
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[0415] [Z£28]

No. Stre s |

@\/‘ jNH 5 1H-NMR (CDCI3) 5 ppm:

1.00-1.60 (6H, m), 1.90-2.05 (4H,

Ex. 1-47 o m), 2.40-2.55 (2H, m), 2.70-5.50
. (13H, m), 6.00-7.50 (7H, m)
O
o~
N’“ﬂ 1H-NMR (CDCI3) & pprn:
D 0.70-1.60 (8H, m), 2.80-5.40 (9H,
Ex. 1—48 - NJ m), 6.30-7.50 (7H, m)
o ,@’*o MS(ES!, m/z) : 484(M+H)+
FF cl
%01—«0‘_
N>\—= 0 1H-NMR (DMSO-d6) & ppm:
. (:C) 0.90-1.45 (12H, m), 2.70-5.05
Ex. 1—4 N (13H, m), 6.20-7.60 (7H, m)

Q’% MS(ESI, m/z) : 600(M+H)+
F 0

R !

N N’\n'o 1H-NMR (CDCI3) & ppm:
g )H O {1.00-1.60 (6H, m), 2.90-5.40 {11H,

Ex.1-50 | N m), 6.03 (1H, tt, J=54.9, 4.1Hz),

6.20-7.70 (7H, m)
o o)
G
J.i ™
N N~ C [tH-NMR (cDCI3) 8 ppm:
N @( JH O |1.00-1.60 (6H, m), 2.80-5.60 (13H,
Bx 1811 o " m), 6.35-7.75 (7H, m)
z O,(\ MS(ESI, m/z) : 492(M+H)+
o)
© c
00:30—\
N)LH 1H-NMR {CDCI3) 5 ppm:
0.80-1.70 (9H, m), 2.60-5.30 (11H,
Ex. 1-52 q;) m), 6.40-7.20 (7H, m)
{ MS(ESL, m/z) : 474(M+H)+
L
0
cl

0

N>‘—N 0 [1H-NMR (CDCI3) 5 ppm:
d o T [1.00-1.75 (12H, m), 2.00-2.20 {1H,

Ex. 1-53 | HO ) O |m), 2.70-5.30 (11H, m), 6.30-7.80

Z< ! < (7H, m)
om 0 MS(ESI, miz) : 518(M+H)+
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[0416]

[0417]

(S f2)
N—AFLV—N—7vt’/Vr—(R)—1—(2—7uaa—4 -t/ — L —1—A N
ANV) —3—AF)N—1, 2, 3, 5—ThFeRua~1vle]l -1, 4— V7B —4—%
JVIRFHIR
KAT. N—7ee?r—(R) —1—(2—27un—4—EF =L —1—A NV A
V) —3—AFN—1, 2, 3, 5—FFStru~ryle]l—1, 4—7 ¥ —4—HL
RFHIF (0. 0200g) DT FFERETF (0. 20mL) EHRIZ/AKEL T RIT A (P
#160%:0. 0035g) ZM %, =il TIZ1IRFRHEFRL -, KOG T JOSBEMIZI—F
AZ2(0. 0055mL) 2%, iR FIC18KH#R LI, KISIEAWIAKEMZ.,
Fefg 7L CHItH U7z, Mg & fafn Kk Coed, KRR~ 7 X U A CHIE
Uiz, Allth . AIREBIE TICRM Uiz, oI AR Z L I TN T b0~
757 4 — (WAL BRfR =T L — ~F P2 ) THRRIL, N—AF L —N—7ur’
N—(R)—1—(2—7aa—4—¥F/)— )V —1— ANV A)V) —3—AF )V —1,
2, 3, 5—ThFeRu~x>lel —1, 4—YVTEEY —4—HVARFHPIR(0. 0151g
) Z15 72,
1H-NMR (CDCI3) § ppm:
0.70-0.95 (3H, m), 1.20-1.70 (5H, m), 2.70-2.90 (3H, m), 2.95-3.30 (3H, m), 4.05—
5.10 (4H, m), 6.40-6.55 (1H, m), 6.55-8.00 (9H, m)
MS(ESI, m/z) : 466(M+H)+
(S2HEaB3—1)
{(R)—1—(2—2uaa—4—btIF/—N—1—AN_VA)V) —3—AF ) —1, 2
, 3, 5—FhFeRuyle] -1, 4— VTR —4— B NVR= V) T ERR
HRT.2FAL={[(R)—1— (2—Zun—4—t5/— L —1— AN/ A)V)
—3—AFN—1, 2, 3, 5—FhFeFu~x Vel —1, 4— VT B —4— )R
=NA)T7I/} 7' —8 (0. 0200g) DF /—/1 (0. 20mL) K IZ5mol /LKER
{EF NI LARESH (0. 0177mL) ZNZ., iR T 24R R HE#E L7z, KT BUS
BA#IZ1mol /LM (0. 100mL) 22, Bife—F /L CThitl L7z, B2 K
B UORRI B CLS, AR~ 3T L CTHIRLTZ, itk AikERTE
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TIEHL IR —1—2—2ua—4—tI /=L —1— ALV A)L) —3— A
FN—1, 2, 3, 5—ThFera~XvVe]l -1, 4—VTEBE L —4—INEKR=)V] TR
J }EE% (0. 0156¢) 24547~
1H-NMR (CDCI3) § ppm:
1.10-1.85 (3H, m), 2.85-3.40 (1H, m), 3.50-4.00 (2H, m), 4.20-6.10 (6H, m), 6.35—
8.05 (10H, m)
MS(ESI, m/z) : 468(M+H)+
[0418] (SME%I3—2~3—53)
T BT ATV FHEERAE A, EHEFI3— 1EFERIZL T, LFOEKHI3—2
~3—53DILEMERT-, ZHHDOBERBLUWMEEEEK29~361TRLT,
[0419] [3%29]
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No. Strc ey
Q. H
-
Ex 32 N OH  |MS(ESI, miz) : 452(M+H)+
cre
T
=N
o}
H
O
Ex. 3—3 N OH MS(ESI, m/z) : 502(M+H)+
&}
S
=N F¢
CH
3
H ©
Ex 3—4 CL/\ ') MS(ESI, m/z) : 468(M+H)+
ey
- o
%\u/\H/OH
o .
Ex. 3—5 d} MS(ESI, m/z) : 454(M+H)+
(“’[ Z 0
=N Ci
OH
S
H ©
Ex. 3—6 HO C(N-}' MS(ESI, m/z) : 462(M+H)+
zo@ ©
Cl
SO
Ex. 3—7 HO C(\:} """ MS(ESI, mfz) : 494(M+H)+
Wegt
cl
('l
N
o
Ex. 3—8 HO MS(ESI, miz) : 446(M+H)+
L
Cl
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[0420] [3£30]
No. Strec L1 e30
QA H
F \_{0
m """ OH  |MS(ES), miz) : 486(M+H)+
Ex. 3—9 N ’
cre
Cl}l i
=N
OH
O
Q
»-—?
Ex. 3—10 C(j} """ MS(ESI, miz) : 468(M+H)+
/_N’Q ©
N ¢
& 0
N oH
Ex. 3—11 E:[ } IIII MS(ESI, m/z) : 448({M+H)+
0
Q’Q
%— (o]
Oy
Ex. 3—12 ' MS(ES|, m/z) : 464(M+H)+
Z O
CNN‘Q?
o]
}%‘th:m
Ex. 3-13 C[: MS(ESI, m/z) : 478(M+H)+
[
(A
%L o]
N oH
Ex. 3—14 @f} """ MS(ESI, miz) : 471(M+H)+
o) °
Cl
OH
)
NN
Ex. 3—15 d _)' MS(ES), miz) : 434(M+H)+
N
- A
N
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[0421] [Z31]

No. Stre Ned |

(:(w Nood
Ex. 3—16 uj MS(ESI, m/z) : 487(M+H) "

HO
]
> “/—-%H
E:(‘}””H "{H-NMR (CDCI3) & ppm:
_ 0.80-1.40 (5H, m), 2.00-2.20 (2H, m),
Ex. 3=17 N 2.40-2.70 (2H, m), 2.80-5.70 (7H. m),
r@’% 6.30-8.00 (7H, m)
Q cl MS(ESI, miz) : 485(M+H)+
]
0 0
W

NN OH
Ex. 3—18 C(H—) MS(ESI, miz) : 485M+H)+

¢l
HO ¢
1}
.
€x. 3—19 E;f/; DA MS(ES|, miz) : 483(M+H)+
AT S
\ﬂ—u Cl
0 0
oy ¢

N H OH
| 0l )
Ex. 3—20 Nj MS(ESI, m/z) : 487(M+H)+

o0/ ct
0 0
N’“n OH
Ex. 3—21 (ZNJ MS(ES|, miz) : 483(M+H)+
N 0
j—u Cl
0 0
)’“"P{ou
@z
Ex. 3—22 J MS(ESI, m/z) : 468(M+H)+
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[0422] [332]
No. Stre MtEiE
0 0
N»“g OH 1H-NMR (CDCI3) & ppm:
_ [:[ o 0.80-1.60 (3H, m), 2.80-6.40 (7H, m),
Ex. 3-23 NJ 6.40-8.00 (8H, m)
ngo : MS(ESI, m/z) : 402(M+H)+
cl
0
0
)‘NI\«OH
N H
Ex. 3—24 @ C(;J' MS(ESI, m/z) : 536(M+H)+
0/@(§ 0
cl
0:; OH
N»—N 0
Ex. 3—25 d JH MS(ESI, m/z) :544(M+H)+
N
(\ l Z 0
Y
PN
Ex. 3—26 @\/}‘ ,,,,,, " MS(ESI, m/z) :544(M+H)+
N
@«Q’* 0
—n’ 4]
0‘{10H
N)Lﬂ 0
Ex. 3—27 ©fi)""" MS(ESI, m/z) :510(M+H)+
N
Wee
=
0‘/ OH
N»‘L‘QMO
Ex. 3—28 C(;J---m MS(ESI, m/z) :510(M+H)+
€ J[ Z 0
—,r cl
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[0423] [3£33]

No. Stre tEE

Ex. 3—29 (:(N:) MS(ES), m/2) :496(M+H)+

N H
Ex. 3—30 ©{:) """ MS(ESI, m/z) :482(M+H)+

N A\
Ex. 3—31 E:/LN\J MS(ESI, miz) :482(M+H)+

1H-NMR (DMSO-d6) & ppm:

) P 1.10-1.45 (3H, m), 2.24 (3H, 5), 2.80-
Ex. 3—32 5.25 (7H, m), 6.30-8.50 (8H, m),
;/:N’Q/% 12.20-12.50 (1H, m)

=N

el 1H-NMR (DMSO-d8) & ppm:
d) 1.10-1.50 (3H, m), 2.23 (3H, s), 2.80-
Ex. 3—33 N 5.20 (7H, m), 6.30-8.45 (9H, m),

y ,Q/\) 12.20-12.50 (1H, m)
;\ N MS(ES!, m/z) :482(M+H)+

N H
Ex. 3—34 @(} MS(ESI, m/z) :482(M+H) +
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[0424] [3£34]
No. Stre MrLiE
o M
N 8 ° [1H-NMR (cDCI3) 5 ppm:
£ 3—35 CC) 1.00-1.60 (3H, m), 2.50-6.20 (10H,
: N m), 6.30-7.80 (7H, m)
F MS(ESI, m/z) : 500(M+H)+
F SO (ESI, miz) : S00(M+H)
E Cl
0 OH
oS
N
N H
Ex. 3—36 @ \_Q MS(ES|, m/z) :574(M+H)+
N 0
o
=)\ )
0 OH
»_"/%0
@(‘N H 1H-NMR (CDCI3) & ppm:
a 1.05-1.15 (3H, m), 1.60-2.15 (2H, m),
Ex. 3-37 N 2.90-5.60 (7H, m), 6.40-8.00 (10H, m)
(\N/Q/g MS(ESI, m/z) :482(M+H)+
=y ¢l
OH
5 2
c(\} H 1H-NMR (CDCI3) 5 ppm:
3 1.25-1.65 (6H, m), 2.95-5.50 (6H, m),
Ex. 3-38 6.40-8.00 (10H, m)
. MS(ESI, m/z) :482(M+H)+
-
=N Cl
0
HO
r
&
I e LW 1H-NMR (CDCI3) 5 ppm:
Ex. 3-39 C(\ 1.00-1.60 (3H, m), 2.95-8.20 (17H, m),
0
™=
0
0
M~
©\/\ N 1H-NMR (DMSO-d6) 5 ppm:
NJ 1.10-1.45 (3H, m), 3.20-5.20 (SH, m),
Ex. 3—40 6.45-8.00 (8H, m), 8.40-8.50 (1H, m).
0 12.25-12.45 (1H, m)
¢l \ MS(ESI, m/z) : 498(M+H)+
-
N an
OH

[0425] [Z£35]
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No. Strc Mt
0 /_§0H
v o
"
Ex. 3—41 . y MS(ESI, m/z) : 482(M-H)-
Cl
N/'i‘n
7~ \N
0 OH
S ¢
N H 0
@(} 1H-NMR (CDCI3) 5 ppm:
Ex 3—42 N 1.00-1.65 (3H, m), 2.90-5.55 (10H,
: 0 m), 6.50-8.30 (7H, m)
N MS(ESI, m/z) : 484(M+H)+
N,
N'\N'N
\
HO
0 0
-
@(N H 1H-NMR (CDCI3) 5 ppm:
£y 343 ,,_) 0.80-1.60 (3H, m), 2.35-2.65 (2H, m),
. 2.80-5.90 (8H, m), 6.40-8.05 (10H, m)
MS(ESI, m/z) :482(M+H)+
Cl
N
Y
HO
0 0
(:(})L i 1H-NMR (CDCI3) 5 ppm:
o L 0.90-1.60 (3H, m), 1.85-2.05 (4H, m),
Ex. 3—44 Dy 2.40-2.55 (2H, m), 3.00-6.00 (12H,
i m), 6.00-7.70 (7H, m)
1
O
X OH
(:(\N Y0 [1H-NMR (CDCI3) § ppm:
B 0.90-1.80 (9H, m), 2.80-5.80 (7H, m),
Bx.3-45 | £, NJ 6.20-8.00 (7H, m)
T,@’% MS(ESI, m/z) : 528(M+H)+
0
cl
. °\)_,\<°" 1H-NMR (DMSO-d6) 5 ppm:
2 % [0.80-1.45 (12H, m), 2.70-5.05 (10H,
Ex. 3—46 @f} ----- m), 6.0-7.60 (7H, m), 12.00-13.00
N
(1H, br) -
i O/Q/\ MS(ES!, miz) : 586(M+H)+
A

[0426] [Z£36]
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No. Stre g

G»“Nij 1H-NMR (DMSO-d6) 5 ppm:
0.80-2.40 (7H, m), 2.90-5.00 (10H,

N
Ex. 3—47 C(} ----- m), 6.40-7.60 (7H, m), 12.00-12.50
(1H, br)

A N
’Q/go MS(ESI, miz) : 540 (M+H)+
0 Ct
OH
OQE 1H-NMR (DMSO-d6) 5 ppm:
N 0.80-2.40 (7H, m), 2.70-5.00 (10H,
Ex. 3—48 @:) m), 6.40-7.60 (7H, m), 12.00-12.50
AP (1H, br)
le/to MS(ESH, m/z) : 540(M+H)+
0 Cl
0 % oM

,\_NH 1H-NMR (DMSO-d6) 5 ppm:

©\/\" wH 0.80-1.50 (12H, m), 2.70-5.00 (10H,
Ex. 3—49 N‘] m), 6.00-7.80 (7H, m), 12.00-13.50
(1H, m)
F om 0 MS(ESI, m/z) : 586(M+H)+
E _\J Cl
F
't OH
NJLN/\H’
d .H o 1H-NMR (CDCI3) 3 ppm:
Ex 3-50 | g _ N 1.00-1.60 (3H, m), 2.90-5.60 (9H, m),
r Q”é 5.65-6.20 (2H, m), 6.30-7.70 (7H, m)
Q
0
Cl

OH |
N’?L H’\g 1H-NMR (DMSO-d6) 5 ppm:
F : :N

3 £.90-1.45 (3H, m), 2.70-5.00 (1 1H,
Ex. 351 \L J m), 6.35-7.80 (8H, m), 12.15-12.45
{(1H, m)
o‘®/£ o
cI
OH
)
°»¥N ~ |1H-NMR (DMSO-d6) 6 ppm:
N oo 0.80-1.50 (6H, m), 2.60-5.10 (9H, m),
Ex. 3—52 CC) 6.40-7.70 (7H, m). 12.10-12.60 (1H,
m)
{ )Q’go MS(ES|, m/z) ; 446(M+H)+
0
¢l
0 H
N. L_Q
Ex. 3—53 | Ko @EN,) OH  IMS(ESI, miz) : 490(M+H)+
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[0427]

[0428]

(S HEtE14)
N—(2—tFeFi=F i) —(R)—1—(2—/aa—4—-t IV =L —1—A N~
VAN) —=3—AFN—1, 2, 3, 5T IR/ le] -1, 4— VT EE —4—
FNVIRFHIN
KETVIIR) —1—(2—270u—4—EF) = —1— ANV A)L) —3—AF
N—1, 2, 3, 5—FhrIeru~Ve]—1, 4— VT —4— VA=)V T
YRR (0. 0479g) BIUN, N—VA Y7 aE )Lx=F )L 73 (0. 0232mL) DT+
EREZZ (1. OmL) WIS AY 7 F N =2aaki<—h (0. 0148mL) %, =
IR TICLRFMEER L2 KA T ORISR MIZT NoeFaRvigl) 7.4 (0. 00
672) ZMA., FiR TIC1RFREIEER LT, ROSREWITKENZ., BFRTF L CThil
LT B 2K 3 L UMARI &K CHelf, KRR~ 7 XU A THIRLTE, Al
%, AREBE T IR LTz, BONIMAERMEZ L VAT N IT L0 T 57 4
— (WL BFie —F L — ~F ) THEL, N— (2—eFaxi=F 1) — (R)
—1—(2—7ur—4-¥I3 /=N —1—A NV A)V) —3—AFNV—1,2,3,5
—F R [e] —1, 4— VT By —4— VAT IR (0. 0324g) 577
1H-NMR (CDCI3) § ppm:
1.20-1.70 (3H, m), 2.85-3.75 (6H, m), 4.20-5.30 (4H, m), 6.40-8.00 (10H, m)
MS(ESI, m/z) : 454(M+H)+
(SHEf5—1)
N—INNREANAF )V —R) —3—AF )V —1—(4—EFT/ = —1—A )L
ANV)—1, 2, 3, 5—TFFeFu_Vle] -1, 4— VT B —4—IVRFHIN
{{(R)—83—AFN—1—A—EFS—V—1—AN_VA))—1, 2,3, 5—F
FoeRu Y el —1, 4— VT —4— WV R=A) 73 EERE (0. 0427¢) .
HALT =000, 0158g) . ER a0 R 7Y — L —kF# (0. 0256g)
BEON, N—VAY7a’/Lx=F L7 (0. 0600mL) DN, N— T AF )L L
73R (2. OmL) WA =R TIC150 MHEERL, =R T, NsEEHIZI—=
FN—3— (3—VAFNT I T abt V) hNVKRUAINE#RSE (0. 0321g) 2Nz, &



WO 2006/104008 152 PCT/JP2006/305820

[0429]

[0430]

DIRAWEER T3 H HEER L, SJUNEABIIKBLOERF L2, B
gz WLz, KgEER—F VTt L7z, A LIEA#E /KBS I U &
KTHEG, AR~ R T LT, Atk AREBE TR, £
bIMARME T TNV AT N AT Ba<v v T 57 +— (BRI
B FER T L — AF ) — V) THRERIL . N— IV REANAF L — (R) —3—AF )V
—1— (A= N —1— ANV AN) —1, 2, 3, 5—F TR~y e]—
1, 4— VTR —4—J)VRFHIR (0. 0180g) 45477,

1H-NMR (CDCI3) § ppm:

1.20-1.55 (3H, m), 2.90-3.30 (1H, m), 3.70-3.85 (2H, m), 4.30-5.70 (6H, m), 6.00~
8.00 (11H, m)

MS(ESI, m/z) : 433(M+H)+

(3246515 —2~5—80)

KISTDHNRTRFERE, T HEAREITZ O E A, FhpI5—1LF
BIZL T, LT 0S5 —2~5—80D b &ME Tz, ZhbDEEB LUt
E%F37~501R LTz,

[#237]



WO 2006/104008

PCT/JP2006/305820

No.

WitiE

Ex. 5—2

489(M+Na)+

479(M-H)-

495(M+H)+

Ex, 5—5

521(M+H)+

Ex. 5—86

535(M+H)+

563(M+H)+

[0431] [3£38]
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No. Stre MEE
NH,
p
N H
Ex 5—8 C(}- MS(ESI, miz) : 453(M+H)+
' N
<, AL
=y cl
.
S,
Ex 5—0 m” MS(ESI, m/z) : 507(M+H)+
N
@y’@ °
=N cl
0
ciLN NH 1H-NMR (CDCI3) & ppm:
m*’ 2 [1.25-1.55 (3H, m), 2.90-3.30 (1H, m),
_ 3.65-4.05 (2H, m), 4.30-5.70 (6H, m),
Ex. 5-10 6.05-8.00 (11H, m).
AN o MS(ESI, m/z) : 467(M+H)+
N ¢
NH
%\_ﬁ/‘\\g 2
m 1H-NMR (CDCI3) 5 ppm:
Ex 5—11 N 1.20-1.55 (3H, m), 2.95-3.35 (1H, m),
o 3.50-5.90 (8H, m), 6.20-8.25 (10H, m).
F MS(ESI, m/z) : 501(M+H)+
cr
=N F
a 0
ﬁ NH, [1H-NMR (CDCI3) & ppm:
m 1.20-1.45 (3H, m), 2.30-5.70 (12H, m),
Ex. 5—12 6.20-8.00 (10H, m).
MS (ESI, m/z) : 447({M+H)+
- N 0
=N
NH,
Sy
N O
Ex 5—13 @;j‘ MS(ESI, m/z) : 467(M+H)+
o O

[0432] [Z%39]
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No. Strc Wit iE
e
>
MS(ESI, m/iz) : 521{M+H)+
Ex. 5—14 d o
N
@umo
=5 cl
0 NH,
)\*H/Wo 1H-NMR (CDCI3) 3 ppm:
d } 1.20-1.55 (3H, m), 2.95-3.30 (1H, m),
_ N 3.89 (1H, d, J=4.7H2), 4.20-6.35 (6H, m),
Ex. 515 o 6.40-8.10 (10H, m).
MS(ESI, m/z) : 451(M+H)+
o
=N
)
%w"{ 1H-NMR (C :
N N, -NMR (CDCI3) 5 ppm:
d } 1.20-1.60 (3H, m), 2.80-5.60 (12H, m),
Ex. 5—16 5.90-8.10 (10H, m).
MS(ESI, m/z) : 463(M+H)+
- °
0 O
)\.H NH, |1H-NMR (CDCI3) 5 ppm:
d } 1.20-1.70 (3H, m), 2.90-3.40 (1H, m),
Ex. 5—17 N 3.80-5.60 (8H, m), 6.00-8.00 (12H, m).
O MS(ESI, m/z) : 477(M+H)+
O Cl
o]
%*H i, |1H-NMR (CDCI3) & ppm:
C(‘ } 1.20-1.80 (3H, m), 1.90-2.00 (4H, m),
Ex. 5—18 3.00-8.00 (20H, m).
MS(ESI, m/z) : 470(M+H)+
(8]
O Cl
Q#
F ) o 1H-NMR (CDCI3) 5 ppm:
" NH, |1.20-2.00 (3H, m), 2.80-5.95 (9H, m),
Ex. 5—19 N 6.00-8.15 (10H, m).
,CL)% MS(ESI, m/z) : 485(M+H)+
e
=N

[0433] [F£40]
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No. Strec mtEiE
o (0]
~
~ \»h
Ex. 5—20 N’) MS(ESI, m/z) : 486(M+H) "
A
Ay
HO
0
0
oy
Cf =N H NH,
erh]
Ex. 5—21 NJ SMS(ESI, m/z) : 484(M+H)+
QQ/%
Cl
0
0
0
>LN/\</NH
(:(:N)....H 2 1H-NMR (CDCI3) & ppm:
B 0.80-1.80 (7H, m), 2.80-5.80 (13H, m),
Ex. 5-22 N 6.10-7.70 (7H, m)
N,Q/% MS(ESI, m/z) : 484(M+H)+
O
o]
H,N
3 $
N»*g 1H-NMR (CDCI3) 5 ppm:
£ 5—23 ) 0.80-1.70 (3H, m), 2.10-2.30 (3H, m),
' N 2.80-5.80 (9H, m), 6.00-8.10 (8H, m)
N Y@AO MS(ESI, m/z) : 482(M+H)+
\&o Ci
% ~° 1H-NMR (DMSO-d6) 5 ppm:
VN W, [1.25-1.40 (4H, m), 3.55-4.20 (4H, m),
@(\) 4.45-4.85 (TH, m), 6.40-6.50 (2H. m).
Ex. 5—24 . 6.55-6.70 (2H, m), 6.90-7.15 (2H, m),
_ /@40 7.30-7.40 (1H, m), 7.50-7.65 (1H, m),
-, ol 7.75-7.85 (1H, m), 8.30-8.35 (1H, m)
MS(ESI, m/z) : 497(M+H)+
OH
O)\‘ /\«O
N g NH, 1H-NMR (CDCI3) & ppm:
_ S 1.00-1.60 (3H, m), 2.80-5.50 (15H, m),
Bx. 5-25 N’) 6.10-7.70 (7H, m)
—~, ,@AO MS(ESI, m/z) : 486(M+H)+
o cl




WO 2006/104008 157 PCT/JP2006/305820

[0434] [F41]

No. Strc Ml

(:(‘N N NH, 1H-NMR (CDCI3) & ppm:

Ex. 5-26 . 7 1.00-1.60 (3H, m), 2.20-2.50 (3H, m),
2.80-6.00 (10H, m), 6.20-8.20 (8H, m)

”\7"@ o MS(ESI, miz) : 482(M+H)+

N NH
H 2
Ex. 5—27 ©() MS(ESI, m/z) : 467(M+H)+

N= Cl
0»_ /‘{0
@\/‘N N 1H-NMR (CDCI3) 6 ppm:
_ 0.75-1.70 (3H, m), 2.80-5.90 (9H, m),
Ex. 5—28 n-) 6.20-7.90 (8H, m)
Qz-ko MS(ESI, miz) : 401(M+H)+
cl
0)\__ ,..,(0
NN 1H-NMR (CDCI3) & ppm:
c 520 d \J 0.90-1.60 (3H, m), 1.75-2.05 (4H, m),
X N 2.80-6.00 (12H, m), 6.40-7.85 (8H, m)
@\,&0 MS(ESI, m/z) : 455(M+H)+
cl
0}\~ /_._qo
Ny, 1H-NMR (CDCI3) & ppm:
B i ) 0.80-1.60 (3H, m), 2.80-6.00 (9H, m),
Ex. 5—30 N 6.20-8.00 (12H, m)

,QA " MS(ESI, m/z) : 507(M+H)+
0

NH
%:g—« : 1H-NMR (DMSO-d6) & ppm:

0
- N, H 0.80-1.50 (3H, m), 2.70-5.80 (6H, m),
= el dj 6.30-8.90 (15H, m)

MS(ES!, m/z) :543(M+H) +
@‘@\A 0
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[0435] [F42]
No. Strc MmiEiE
0 NH,
N»—N’ﬁ\o
Ex. 5—32 C(\ J""‘H MS(ES!, miz) :543(M+H)+
N
@um 0
=x cl
ON{\‘\NHz
N»—H 0 1H-NMR (CDCI3) 5 ppm:
_ 0.60-1.60 (9H, m), 1.90-5.50 (7H, m),
Ex. 533 ©\/,:J 6.30-8.00 (10H, m)
MS(ESI, m/z) :509(M+H)+
- ’
=\ ¢l
0‘{ NH,
~
N»hﬁ 0 1H-NMR (CDCI3) 5 ppm:
_ 0.50-2.50 (10H, m), 2.70-5.80 (6H, m),
Ex. 5—34 @;} 5.85-8.10 (11H, m)
MS(ESI, m/z) :509(M+H)+
L
=\ cl
o N MH,
C(w»‘ oo 1H-NMR (CDCI3) 3 ppm:
3 0.80-1.70 (9H ,m), 2.80-5.60 (5H, m),
Ex. 5-35 Nj 6.00-8.30 (10H, m)
0 MS(ESI, m/z) :495(M+H)+
-
=N cl
0 /\(U
F N)L NN 1H-NMR (CDCI3) & ppm:
\[:(:) """ SRS 1.20-1.60 (3H, m), 1.80-2.05 (4H, m),
Ex. 5—36 N 2.95-5.20 (11H, m), 5.60-5.85 (1H, m),
/@o 6.40-8.10 (9H, m)
C" ol MS(ESI, m/z) :539(M+H)+
=N
—\
0 /\«
u»*ﬂ Y 1H-NMR (CDCI3) & ppm:
_ 1.10-1.60 (3H, m), 2.90-5.20 (17H, m),
Ex. 5387 C(N\J 5.60-5.90 (1H, m), 6.40-8.00 (10H, m)
MS(ES!I, m/z) :539(M+H)+
oL
=N ¢l
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[0436] [F43]
No. Stre MEiE
o' Ny
,)“gh‘(o 1H-NMR (CDCI3) 5 ppm:
B d 1.10-1.60 (3H, m), 2.40-5.20 (14H, m),
Ex. 5-38 ! 5.55-5.90 (1H, m), 6.35-8.05 (10H, m)
0 MS(ESI, m/z) :525(M+H)+
(ju
= ci
0 N~—
N»—:’“(O 1H-NMR (CDCI3) & ppm:
Ex. 5—39 @C) 1.20-1.60 (3H, m), 2.90-5.10 (10H, m),
" 5.40-5.75 (1H, m), 6.40-8.00 (15H, m)
- S
- ¢l
("0
0 "‘)
N%:"«o 1H-NMR (CDCI3) & ppm:
3 1.00-1.65 (3H, m), 2.85-5.30 (15H, m),
Ex. 540 (:(N\) 5.55-5.90 (1H, m), 6.40-8.00 (10H, m)
MS(ESI, m/z) :537(M+H)+
@Nmo
= ¢l
0
O}L S,
N 1H-NMR (CDCI3) 5 ppm:
a L 1.00-1.60 (3H, m), 2.00-6.20 (10H, m),
Ex. 541 N’) 6.40-8.20 (10H, m)
0 MS(ESI, m/z) :481(M+H)+
-
=N (4]
NH
0
e
C(\)N \ 1H-NMR (CDCI3) & ppm:
3 1.00-1.70 (3H, m), 2.80-5.50 (10H, m),
Ex. 5—42 N 6.40-8.05 (10H, m)
@r@° MS(ESI, m/z) :481(M+H) +
=\ cl

[0437] [3%44]




WO 2006/104008 160 PCT/JP2006/305820
No. Strc MttiE
0 NH
F NLﬁ/\\("
m 1H-NMR (CDCI3) & ppm:
Ex. 5—43 N 1.00-1.75 (3H, m), 2.25-2.40 (3H, m),
/@/&0 2.90-5.90 (9H, m), 6.10-8.00 (8H, m)
7N
0 /\«0
F N)Lu N
\(:( ) |1H-NMR (CDCI3) 5 ppm:
£ 5—a4 \ ) 1.00-1.70 (3H, m), 1.80-2.05 (4H, m),
. 2.30-2.40 (3H, m), 2.90-5.20 (11H, m),
p N,CZ/% 5.60-5.90 (1H, m), 6.20-8.00 (8H, m)
=N ¢l
0>L /_\(NHI
NoHo 1H-NMR (CDCI3) 5 ppm:
545 @C} 1.00-1.60 (3H, m), 2.30-2.40 (3H, m),
' N 2.90-5.70 (8H, m), 6.00-8.00 (9H, m)
y ~@° MS(ESI, m/z) :481(M+H)+
[eaty
0>\_ /\(NHz
C{N N 1H-NMR (CDCI3) & ppm:
PPN B O (= 1.00-1.60 (3H, m), 2.25-2.45 (3H, m),
Ex. 5-46 NJ 2.95-5.75 (8H, m), 6.05-8.05 (9H. m)
é /@\/\ MS(ESI, m/z) :481(M+H)+
Z N
=\ cl
0 /\(0
Ny*ﬂ QNJ 1H-NMR (CDCI3) & ppm:
@(\) 1.00-1.65 (3H, m), 1.80-2.05 (4H, m),
Ex. 5—47 N 2.30-2.40 (3H, m), 2.90-5.20 (11H, m),
_ /@\/&, 5.55-5.90 (1H, m), 5.90-7.90 (9H, m)
;\N,N N MS(ESI, miz) :535(M+H)+
"t
i <":> 1H-NMR (CDCI3) 5 ppm:
£y 548 C@ . 1.00-1.60 (12H, m), 2.90-5.20 (15H, m),
. r@\/& =0 [5.555.90 (1H, m), 6.40-8.00 (10H, m)
0 MS(ESI, m/z) : 636(M+H)+
Cn ¢ )v

[0438] [F45]
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No. Stre MitiE
¢«
0 " 1H-NMR (CDCI3) & ppm:
N*-g 0 1.10-1.60 (3H, m), 2.30 (3H, ), 2.35-
Ex. 5—49 d P 2.45 (4H, m), 2.80-5.20 (11H, m), 5.65-
N 5.95 (1H, m), 6.40-8.20 (10H, m)
o ,@:jo MS(ESI, m/z) : 550(M+H)+
=N
1]
")L-
. (N:) 1H-NMR (CDCI3) 5 ppm:
ey 1.00-1.65 (3H, m), 2.10-2.15 (3H, m),
Ex. 5—50 dﬂ K 2.90-5.20 (15H, m), 5.50-5.85 (1H, m),
,‘J 6.40-8.05 (10H, m)
MS(ESI, m/z) : 578(M+H)+
- ’
= cl
0 Q
0
SN 1H-NMR (CDCI3) b ppm:
Ex. 5—51 N H 1.80-2.00 (4H, m), 3.00-5.20 (15H, m),
A 5.70-8.05 (16H, m)
N 0
e
=y Cl
0 ,_«" 1H-NMR (CDCI3) & ppm:
N>\—N 0 1.05-1.20 (3H, m), 1.80-2.10 (54, m),
Ex. 5—52 @(‘ H 3.00-5.20 (11H, m), 5.65-5.90 (1H, m),
" \ 6.40-6.50 (1H, m), 6.60-8.00 (10H, m)
MS(ES!, m/z) :535(M+H)+
(N‘@’{\"
=) ¢l
HO
0 N 1H-NMR (CDCI3) & ppm:
N)‘—N’h«o ‘> 0.85-0.95 (3H, m), 1.20-1.65 (5H, m),
Ex. 5—53 @(}” 2.40-5.30 (13H, m), 5.60-5.90 (1H, m),
6.40-8.00 (10H, m)
MS(ESI, miz) :523(M+H) +
ol
= Cl

[0439] [346]
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No. Strc WitiE
e /—<NHZ
)‘N 0
-
Ex. 5—54 N MS(ESI, m/z) : 481(M-H)-
0
Cl
=N,
/N\N’/N
0 NH,
S {
N H 0
(I‘:) 1H-NMR (CDCI3) 5 ppm:
_ 1.00-1.75 (3H, m), 2.70-6.00 (12H, m),
Ex. 5—55 0 6.05-8.25 (7H, m)
ci \ MS(ESI, m/z) : 483(M+H)+
N'\N‘:"
\
/O—LN/
0 0
)Lnj 1H-NMR (CDCI3) 5 ppm:
C(‘" ______ H 0.95-1.65 (3H, m), 2.25-2.65 (2H, m),
Ex. 5—56 NJ 2.80-5.20 (17H, m), 5.60-6.05 (1H, m),
0 6.40-8.10 (10H, m)
. MS(ESI, m/z) :553(M+H)+
N
>
H,N
0 0
PN
-
Ex. 5—57 NJ MS(ESI, m/z) :484(M+H)+
e
AN
O—LN,
N =0 1H-NMR (CDCI3) & ppm:
o 0.90-1.60 (3H, m), 1.90-2.15 (4H, m),
Ex. 5—58 @(;j """ 2.30-2.60 (2H, m), 2.80-5.20 (21H, m),
6 5.50-5.95 (1H, m), 6.00-7.80 (7H, m)
h MS(ESI, m/z) :556(M+H)+

[0440] [F47]
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No. Stre it B
HO—\-_N/
0 ,._)'=°
N
N H
Ex, 5—59 @N\J MS(ESI, miz) :542(M+H)+
0
[
o~
Pa"
-
% ,_/EO
N
Ex. 5—60 N H MS(ESI, miz) 653(M+H)+
ol
Q
H
)
E%
0 1]
'
Ex. 5—61 ©\/1) ------ MS(ESH, miz) :553(M+H)+
N
0
4]
/'-"\ 0
0 N N
)\_ A4
S -
Ex. 5—62 NJ MS(ESI, m/z) 650(M+H)+
O
Cl
N
Nax
Vs
0o,
N_/“O
1) —~
% 1H-NMR (CDCI3) & ppm:
E:( } ..... H 1.00-1.65 (3H, m), 2.25-2.45 (3H, m),
Ex. 5—63 N 2.80-5.20 (21H, m), 5.50-5.90 (1H, m),
0 6.20-8.05 (9H, m)
cl MS(ESI, m/z) :597(M+H)+
N
R
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[0441] [F48]
No. Stre Wit iE
/
0
O
0 NIO
U 1H-NMR (CDCI3) & ppm:
_ N H 1.00-1.70 (3H, m), 2.80-5.20 (21H, m),
Ex. 5—64 C(N\,) 5.50-5.90 (1H, m), 6.35-8.00 (10H, m)
ng MS(ESI, m/z) :583(M+H)+
Cl N
Y
G
0
°>\~u’*)= 1H-NMR (CDCI3) & ppm:
N H 1.00-1.65 (3H, m), 1.70-2.00 (4H, m),
Ex. 5—65 @(n\j 2.20-2.50 (2H, m), 2.70-5.20 (11H, m),
. 5.70-6.10 (1H, m), 6.40-8.05 (10H, m)
h MS(ESI, m/z) :535(M+H)+
Cl
N
g
0/
s
Sy 1H-NMR (CDCI3) & ppm:
Ny O 1.00-1.60 (3H, m), 1.90-2.05 (4H, m),
Ex. 5—66 C(N\j """ 2.80-5.20 (25H, m), 5.50-5.90 (1H, m),
, 6.00-7.70 (7H, m)
b MS(ES!, m/z) :586(M+H)+
o]
O
HO
—/EN)/;\OH
0
e
Ex. 5—67 ©\/N> MS(ESI, m/z) :572(M+H)+
e
HO—L"/
0 0
H”):
Ex. 5—68 ©:J MS(ESI, m/z) :539(M+H)+
O
C! N
o

[0442] [3%49]
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No. Strc Ly e
Ho OH
o /=0
,)‘: 1H-NMR (CDCI3) 5 ppm:
Ex. 5—69 C(_) 1.00-1.70 (3H, m), 1.80-5.95 (19H, m),
, } 6.40-8.00 (10H, m)
Sy
e
0 NH,
N*‘H 0 1H-NMR (DMSO0-d6) & ppm:
3 CL 0.80-1.45 (9H, m), 2.60-5.10 (7H, m),
Ex.8=70 | ¢ F. NJ 6.10-7.90 (7H, m)
z:@\’% MS(ESI, miz) : 527(M+H)+
0 ¢l
0
N)\-ol
. (_) 1H-NMR (CDCI3) 5 ppm:
571 Sy 1.00-2.00 (12H, m), 2.80-5.20 (17H, m),
x. C(‘" N 5.55-5.90 (1H, m), 6.40-8.00 (7H, m)
F{,F ! MS(ESI, m/z) : 668(M+H)-+
0 Ct ’
O
0 N 1H-NMR (CDCI3) & ppm:
> 1.00-1.70 (3H, m), 1.75-2.10 (2H, m),
Ex. 5—72 i @f} 2.90-5.35 (14H, m), 5.50-5.90 (1H, m),
Fz,p N 6.40-7.90 (7H, m)
\ ,Q’% MS(ESI, m/z) : 569(M+H)+
W]
e
0 N 1H-NMR (CDCI3) 5 ppm:
N‘-g’*‘(o 1.00-1.65 (3H, m), 1.70-2.15 (2H, m).
Ex. 5—73 d P 2.80-5.20 (14H, m), 5.45-5.90 (1H, m),
£ F
Z,F N 6.30-7.90 (7H, m)
0,@\’:0 MS(ESI, miz) : 569(M+H)+
0 HO NH
N>\-~ P 1H-NMR (CDCI3) 5 ppm:
H 1.00-1.65 (3H, m), 2.50-5.60 (14H, m),
Ex.8=74 | ¢ C(N,) 6.30-7.90 (7H, m)
\(F MS(ES!, m/z) : 543(M+H)+
A
Ci

[0443] [Z£50]
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No. Stre Mt E
\
0 NH
N)&-u"\((, 1H-NMR (CDCI3) 5 ppm:
_ 1.00-1.60 (3H, m), 2.30-5.70 (13H, m),
el A @f;j 6.10-7.90 (7H, m)
‘(F MS(ES!, m/z) : 513(M+H)+
L
0
Cl
s’
(—N
"
OL —~ 1H-NMR (CDCI3) 5 ppm:
Ex 576 e T 1.00-1.70 (3H, m), 2.25-5.30 (20H, m),
: . C(\j 5.50-5.95 (1H, m), 6.40-7.80 (7H, m)
FTF N MS(ESI, m/z) : 582(M+H)+
AL
cl
0
N)—
(”:) 1H-NMR (CDCI3) 5 ppm:
NI 1.00-1.70 (3H, m), 2.00-2.25 (3H, m),
Ex. 5—77 Nono 2.70-5.30 (17H, m), 5.50-5.90 (1H, m),
ffe @fn‘j 6.30-7.80 (7H, m)
C ! MS(ESI, m/z) : 610(M+H)+
Z; Ct °
oM
0
N>‘~ " 1H-NMR (CDCI3) & ppm:
B 0.80-1.80 (6H, m), 2.80-5.80 (9H, m),
Ex. 578 C(;) 6.10-7.80 (7H, m)
{ MS(ESI, miz) : 445(M+H)+
0’@0
Ct
NH
0 2
0;3
NN 1H-NMR (CDCI3) & ppm:
Ex. 5—79 dj
P N MS(ESI, m/z) : 457(M-H)-
A
cl
0
R
N g 1H-NMR (CDCI3)  ppm:
Ex 5—80 | Ho j NH, |1.00-1.85 (9H, m), 2.00-2.25 (1H, m),
: N 2.90-5.50 (9H, m), 6.20-7.80 (7H, m)
E‘Qf\’ MS(ES!, miz) : 489(M+H)+
¢l
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[0444]

[0445]
[0446]

[0447]

(S2hEBI6—1)
22— —4—-¥v73/—N—1—ANT7xz=)V) —[(R) —3—AF )V —4— (Eul¥
Y—1—ANHE=)V) =2, 3, 4, 5—ThFeRa~ Vel —1,4—VTEE —1—
ANWIAZ )
K& T, BaYPv (11, 6mg) BEUN, N— VY7 /LaF 73 (31, 5ul)
DY raaAF (0. 60mL) WIKIZFARARSZ L (17, 9me) A, ST I23045
WL, KBER T, NSHRIZ(2—7aa—4—- I =V —1—A VT ==
W) —(R) —3—AFN—2, 3, 4, 5—TrFeRu~ Vel -1, 4— VT —
1—AN) A% 7> (50. Omg) BLUN, N— VAV 7 a5 /)L 7 (31, 5ul) &
JNES R K FIC IR L 72, KT BOSEIRITKRZ N A, BFfg=F LT
M U7z, Al A KB LU Rk THIFL . TR~ 3T A THIMER,
ATz, AIRERIE T IR LT, BRIEELIN TN HT 50T T7 10— (B
WL ~F Y —FHR =T V) ICTRERIL, (22— —4—-vF/)— v —1—AN7
z=) — [((R) —3—AF NV —4— (ErIPr —1—HVAR=)V) =2, 3, 4, 5—TFh
StRay el —1, 4— VT B —1— AN AZ ) (45, 8mg) 1577,
MS(ESI, m/z) : 463(M+H) +
(%fE%l6 —2~6—33)

T BT I FHERE AV, EiiF6 — 1EFEICL T, LT OEHMEFI6 —2~6
— 33D ERT, ThEDOBERBLOWMELZES1~551TR LT,
[#51]
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No. Stre YtEiE
0)\"":3 1H-NMR (CDCI3) 5 ppm:
N 1.00-1.65 (3H, m), 1.75-2.30 (4H, m),
Ex. 6—2 @i e 3.10-5.20 (11H, m), 6.40-8.00 (10H,
m)
(\N,Q’Qo MS(ESI, m/z) : 522(M+H)+
=N cl
D 0"-.
0
~>\-~ 1H-NMR (CDCI3) 5 ppm:
B 1.00-2.40 (7H, m), 3.10-5.10 (11H,
Ex. 6—3 (:(;J m), 6.40-8.00 (10H, m)
,Q/{\o MS(ESI, m/iz) : 522(M+H)+
@N
=N cl
0 HO‘"/
M
H
Ex. 6—4 m MS(ESI, miz) :510(M+H)+
O
Q=
OQ___’O‘_
"y,(j 1H-NMR (CDCI3) 5 ppm:
By 65 dﬂ 1.00-2.40 (7H, m), 3.00-5.20 (13H,
' o \ 7 m), 6.40-7.60 (7H, m)
\(F MS(ESI, m/z) : 554 (M+H)+
A
Cl
0-—-_
1
N)L—u 1H-NMR (CDCI3) & ppm:
_ 1.20-2.40 (7H, m), 3.00-5.20 (13H,
Ex.6-6 e (:\Q m), 6.40-7.60 (7H, m)
Ti@o MS(ESI, m/z) : 554(M+H)+
0 cl
R
™ 0—
Sy, |1H-NMR (CDCI3) 5 ppm:
NH 0.90-1.60 {12H, m), 2.80-5.60 (14H,
Ex. 6-7 Q\T—) m), 6.40-7.50 (7H, m)
. QAO MS(ESI, m/z) : 600(M+H)+
&
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No. Stre e
0
0 1H-NMR (CDCI3) 5 ppm:
Ex 68 e 1.00-2.30 (7H, m), 2.80-5.10 (14H,
: Cf} m), 6.20-7.60 (12H, m)
F\EF N MS(ESI, miz) : 616(M+H)+
L
0 Cl
0
»—NQ
C(:'} ..... o |1H-NMR (CDCI3) 5 ppm:
66 " 1.00-2.20 (5H, m), 3.00-5.10 (14H,
, m), 6.20-7.50 (12H, m)
c . MS(ESI, miz) : 602(M+H)+
e
F
0
Ny-
(:(} o |[1H-NMR (cDCI3) & ppm:
3 " 1.00-2.20 (5H, m), 3.00-5.10 (14H,
Ex. 6=10 ) ©/ m), 6.20-7.50 (12H, m)
. . MS(ESI, miz) : 602(M+H)+
F
F
HO--.:
0
N*"ij 1H-NMR (CDCI3) 5 ppm:
_ 1.00-2.20 (7H, m), 2.80-5.10 (12H,
Ex. 6—11 FF ©‘/~:) m), 6.40-7.50 (7H, m)
Z’F/Q,.g MS(ESI, miz) : 526(M+H)+
0 0
Cl
0 H
e 1H-NMR (CDCI3) 5 ppm:
@\/‘ o 0.85-1.60 (3H, m), 1.85-2.10 (1H, m),
Ex.6—12 | ¢ F_ N.) OH  12.80-5.75 (12H, m), 6.30-7.90 (7H,
. ™
O/Q;TO MS(ESI, m/z) :486(M+H)+
0 H
N»‘N
g\ 1H-NMR (CDCI3) & ppm:
s i E:Q. 0.80-1.70 (3H, m), 2.90-5.40 (11H,
: FLF N m), 6.30-7.75 (7H, m)
TQ&O MS(ESI, miz) :488(M+H)+
0
Cl

[0449] [3£53]
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No. Stre MtEE

[
@*u N\:>“0H 1H-NMR (CDCI3)  ppm:

- 1.00-2.00 (7H, m}, 2.75-5.05 (12H,

Ex.8=14 | F R N m), 6.40-7.65 (7H, m)
Tg 0 MS(ES!, miz) :526(M+H)+
cl
0
b
@(‘N 1H-NMR (CDCI3) 8 ppm:
B 1.00-1.85 (10H, m), 2.50-5.10 (12H,
Bx.6=15 | F_F¢ N HO" |m), 6.50-7.50 (9H, m)
0 MS(ES!, m/z) :554(M+H)+

1.00-1.85 (8H, m}, 2.55-5.10 (13H,

j
E:(w ] "D\ 1H-NMR (CDCI3) & ppm:

- F
Ex. 6—16 Fz«F N m), 6.35-7.70 (TH. m)
O,Q’% MS(ESI, m/z) :540(M+H)+
cl
0
N%ﬂh)" 1H-NMR (CDCI3) 5 ppm:
d bs 00-1 65((3H m)) 2.60.6.26 (14H
Ex. 8—17 FZ«FF y m), 6.40-7.85 (7H, m)
O,Q’% MS(ESI, m/z) :500(M+H)+
Cl
F
0
nF%
N oj
Ex. 6—18 F e C(':J MS(ESI, mfz) :524(M+H)+
Lo
¢l
Q. ~
N Nuo®  |1H-NMR (€DCI3) 6 ppm:
£ 610 C(} 1.00-1.75 (5H, m), 2.90-5.45 (11H,
- FFE N m), 6.40-7.85 (7H, m)
f)@/% MS(ESI, m/z) :500(M+H)+
0
Cl
0
)LNF’\
N H N 1H-NMR (CDCI3) § ppm:
£ 620 @f} [N') 1.00-2.10 (5H, m), 2.65-5.35 (11H,
X. F EF N m), 6.30-7.90 (10H, m)
. MS(ES!, miz) :550(M+H)+
0
cl

[0450] [Z&54]
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No. Stre rEiE
0 H
PN
d} “—=y [1H-NMR (CDCI3) & ppm:
_ 1.00-1.75 (3H, m), 2.90-5.45 (9H, m),
Ex.6-21 | F Fp N 5.80-7.75 (8H, m)
K}Q’J\) MS(ES), miz) -481(M+H)+
Cl
OH
0
N’“N OH
Ex. 622 @\/}“ MS(ESI, miz) :516(M+H) +
FF N
\(F
AL
Cl
%
o
Ex.6-28 | . . Vs N MS(ESI, m/z) :550(M+H)+
0
0
cl
0
»‘NﬁgH .
(::(\N H 1H-NMR {CDCI3) & ppm:
B 1.05-1.60 (3H, m), 2.30-5.35 (15H,
Ex.6=24 | £ _Fe NJ ™ Im), 6.45-7.70 (7H. m)
Z’/Q/go MS(ESI, m/z) :530(M+H) +
0
cl
&
@\/\} "\_JNX 1H-NMR (CDCI3) & ppm:
_ 1.05-1.80 (3H, m), 2.15-5.35 (19H,
Ex-6=25 | F_Fp N HO 1), 6.46-7.65 (7H. m)
Z;,Q/\) MS(ESI, miz) :555(M+H)+
Cl
0
y“N/_‘—‘\o-._
©\/:N) — 1H-NMR (CDCI3) 5 ppm:
0 1.05-1.80 (3H, m), 2.15-5.35 (21H,
- F
Ex. 626 F\(F N ’ m), 6.45-7.65 (7H, m)
0@ 0 MS(ESI, m/z) :558(M+H)+
cl

[0451] [Z&55]
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WO 2006/104008 172
No. Strc M iE
0
s O=s
N " NH 1H-NMR (CDCI3) d ppm:
Ex 627 E Va 2 11.00-2.00 (7H, m), 2.15-5.70 (12H,
x. F N m), 6.40-7.70 (7H, m)
0 0 MS(ESI, m/z) :553(M+H)+
cl
8 0
Rl v—"  [H-NMR cDCI3) 5 ppm:
(:C) 1.05-1.70 (3H, m), 2.00-2.20 (3H, m),
Ex. 6—28 7\ZF N 3.00-5.35 (15H, m), 6.45-7.65 (7H,
m)
O/Q/:O MS(ESI, miz) :553(M+H)+
0
NH"\\\ 1H-NMR (CDCI3) &
- ppm:
C(\j 0.80-1.90 (7H, m), 2.20-5.60 (15H,
Ex. 6—29 | F_ ¢ N <
f m), 6.20-7.50 (7H, m)
\FO,O\/% MS(ESI, m/z) :539 (M+H)+
Cl
H
N
Oﬂ
Oy 1H-NMR (CDCI3) & ppm:
o 0.75-2.00 (7H, m), 2.30-2.70 (1H, m),
Ex. 6—30 (:(:) 2.90-3.40 (3H, m), 3.95-5.30 (6H, m),
FOF N 5.65-6.10 (1H, m), 6.35-7.85 (7H, m)
fiQ/&O MS(ESI, m/z) :539 (M+H)+
0
Ci
0
H
SN
N \\\ 1H-NMR (CDCI3) & ppm:
Ex 6-31 E:(:) oy |0-80-1.60 (6H, m), 2.00-5.55 (11H,
X N m), 6.30-7.80 (7H, m)
( ’Q/% MS(ES!, m/z) :432(M+H)+
0
(]
Q
N%ﬁ\ﬁ 1H-NMR (CDCI3) 3
- ppm:
Ex 6—32 CC) 0 1.00-1.60 (6H, m), 2.90-5.35 (14H,
x. N m), 6.30-7.75 (7H, m)
§ O,Q/% MS(ESI, m/z) :446 (M+H)+
Ci
0 NH
S~N_X. [1H-NMR (CDCI3) & ppm:
N 0 11.05-1.70 (6H, m), 3.00-5.15 (13H,
Ex. 6—33 \ j m), 5.95-6.20 (1H, m), 6.40-7.70 (7H,
m)
—, 0 MS(ES|, miz) :471 (M+H)+
Cl

[0452] (SEhEHI7—1)
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[0453]

[0454]

AFN=(S)—{[((R)—1—(2—/aa—4—tIF/)— L —1—AN_YA)V) —3
—AFN—1, 2, 8, 5—F IR~ Vle]l -1, 4— VT ¥ —4—INR=)L)
TV T 2=V T2 H—h
RIE T AFN=(S) =TI/ 7 2=V T v F—MEMRE (66. Omg) LUV (53. 0
uL) DAL AF L BRI (1. OmL) 124 —=harvz==)L=Zaaii<—h(66. 0
mg) Z %, ZDOREIKE =R T 104 BB L7z (RBIKHE L), RISE T, (2
—au—4—-7 =V —1-ANTxz=V) — ((R) —3—AFNV—2, 3,4, 5—7F
reRa~ v le]l]—1, 4—VTEE Y —1—A)V) A% /> (60. Omg) DL AFL
> (1. OmL) WK HEN, N— VA Fue’ /v )L 73 (114ul) ZJER
Mz, ZORAME RS T2 H B, RIEHT. RIEASRETNYLKIERK
ZMZ (pH=8) . ZDIRAME5 LWL, ZORMIEE I BIE T I
EREELU, BN ARSI TN HT D057 40— (BT~
W —EHR=TF W) ITTHERL, A= (S) —{[(R) —1—(2—Z7uu—4—-¥5Y
=N —=1— AN A)V) =3—AF)V—1, 2, 3, 5—TFThFekuVe] -1, 4
— VTR —4—INVR=N]) T} 7 2= VT 2 F—0(85. 3mg) 2z,
1H-NMR (CDCI3) 6§ ppm:
1.00-1.60 (3H, m), 2.70-6.00 (10H, m), 6.10-8.10 (15H, m)
MS(ESI, m/z) : 558(M+H) +
()7 —2~7—8)

ST BT IV FHEARE AV, EEFI7— 1EFERRICL T LT OEER]7 —2~7
— 8D EMERT, ThbDEERBLUHMEELRS61TRLT,
[£256]
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WO 2006/104008 174
No. W= HaRT—4
OHE}“‘OO 1H-NMR (CDCI3) & ppm:
_ N W 1.00-1.70 (3H, m), 2.80-6.00 (10H,
Ex. 7-2 C(; P m), 6.40-8.20 (15H, m)
MS(ESI, m/z) :558(M+H)+
@n*@A 0
=N Cl
\
0
O»:S‘“ 1H-NMR (CDCI3) & ppm:
N H °  |0.60-1.80 (10H, m), 2.00-2.25 (1H,
Ex. 7—3 @C) m), 2.80-5.30 (9H, m), 6.20-8.10
y (10H, m)
n /Q/% MS(ESI, m/z) :524(M+H)+
=y ]
\< %
St 1H-NMR (CDCI3) 5 ppm:
C(\N N 0.50-1.75 (9H, m), 1.90-2.20 (1H,
Ex. 7—4 . m), 2.50-5.30 (9H, m), 6.00-8.05
(10H, m)
@N/CZA 0 MS(ES!, m/z) :524(M+H)+
=N Cl
\
0 A“
@(\N»‘” 0 1H-NMR (CDCI3) & ppm:
a 1.20-1.65 (H, m), 2.80-5.50 (8H,
Ex. 7-5 ! m), 6.40-8.00 (10H, m)
o ,Q/\) MS(ESI, m/z) :510(M+H)+
= ¢l
H 0
St
WoN 1H-NMR (CDCI3) & ppm:
. 7—6 ©f":) """ 1.00-1.65 (12H, m), 2.90-5.90 (10H,
: ] m), 6.40-8.05 (10H, m)
h MS(ESI, m/z) :553(M+H)+
Cl N—N
. N
L('Q
Sy o 1H-NMR (CDCI3) & ppm:
N H 1.00-2.20 (7H, m), 2.80-5.50 (13H,
Ex. 7—7 C(,,:) m), 5.70-6.00 (1H, m), 6.40-8.20
o (10H, m)
N MS(ESI, miz) :550(M+H)+
N—N
. N
\
0 0
N»—N 0 |1H-NMR (CDCI3) 3 ppm:
Ex 7—8 @(}” 0.80-2.20 (9H, m), 2.90-5.80 (10H,
N N m), 6.30-8.20 (7H, m)
Z,,Q/{\o MS(ESI, m/z) : 542(M+H)+
0
Cl
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[0455]

[0456]

[0457]

(S2HEBI8—1)
N—[2—FF/—-2—(E_FVr—1—AM)]=FNV—(R)—1—([2—urn—4—
B—AFNAETGS =) —1—AN) RV AN] —3—AF)V—1, 2, 3, 5— T FER
a2/ le] -1, 4—V 7B —4—J)VRFHIR

HRT. (R —1-[2—un—4— (83—AFAET/S—)L—1—AN) X/ A)b
]—3—AFN—1, 2, 3, 5—FrFerFu~re]—1, 4— T —4— IR
=)V} T ) EEER (20. Omg) EN— 2 7u~FI )L LRI AIR, N — AF LRV A
FL v (r—FR&:1. 95mmol g, 85. Omg) D LAF L (0. 80mL) IBA#IC
BRIV (71, Omg) ZMA T, £ DREMZEIR T2 H SR L-% , #ass
PNV ATNAT D0 T T7 4— (WG B~ F )V — =& ) — W) IZTHE
BML N-[2—FFY—2—(ERFVV—1—ANV)]=FNL—(R)—1—[2—7un
—4— (3—AFNAETS =) —1—AN) RS A)V]) —3—AF)v—1, 2, 3, 5—Fh
e el —1, 4=V TPy —4— VR FPIR (12, 9mg) 2577,
1H-NMR (CDCI3) 6 ppm:

1.00-1.60 (3H, m), 1.70-5.20 (18H, m), 5.65-5.95 (1H, m), 6.20-7.90 (9H, m)
MS(ESI, m/z) : 550(M+H) +

(FfEBI8 —2~8—68)

KT DHN R TR ERE T I FEAE IV, FEFI8 — 1EFERIZL T, BLF
DFENifF8 — 2~8—68DILEME T, THODEERBLUOWHIEEZRS7~6
TRz,

[357]
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No. Strc M
0 ,_4(0
N u N-> 1H-NMR (CDCI3) 5 ppm:
@(} § o 1.00-1.50 (3H, m), 2.20-2.40 (3H, m),
Ex. 8—2 N Ho 2.60-5.20 (15H, m), 5.60-5.90 (1H, m),
0 6.20-8.10 (9H, m)
a .
& c MS(ESI, m/z) ; 569(M+H)+
0 0
N)‘*‘u N— 1H-NMR (CDCI3) & ppm:
m ¢ 1.00-1.70 (3H, m), 2.30-2.40 (3H, m),
Ex. 8—3 N HO 2.70-5.20 (14H, m), 5.55-5.75 (1H, m),
,Q’J“o 6.20-8.00 (9H, m)
?ﬁl ol MS(ESI, miz) : 539(M+H)+
0 /.‘{0
N»ﬁu N— 1H-NMR (CDCI3) 5 ppm:
(:(} ..... g 1.00-1.70 (3H, m), 2.25-2.45 (3H, m),
Ex. 8—4 N 0 2.90-5.20 (17H, m), 5.60-5.90 (1H, m),
’Q/% \ 6.90-7.90 (9H, m)
;/j,u N MS(ESI, m/z) : 553(M+H)+
=N
Sy,
NN 1H-NMR (CDCI3) & ppm:
m---- X_J 1,00-2.15 (5H, m), 2.25-2.40 (3H, m),
Ex. 8—5 N HO 2.90-5.20 (12H, m), 5.50-5.90 (1H, m),
‘Q/ﬁ, 6.20-8.00 (9H, m)
?_":4 ol MS(ESI, miz) : 551(M+H)+
0 ,.__.?0
v i N~ |1H-NMR (CDCI3) 5 ppm:
C(:)-m — 1.00-1.65 (9H, m), 2.25-2.45 (3H, m),
Ex. 8—6 N 2.70-5.20 (11H, m), 5.70-6.05 (1H, m),
’@0 6.50-8.00 (9H, m)
;ﬁ' " MS(ESI, miz) : 537(M+H)+
0 /__qo
NLE NH 1H-NMR (CDCI3) & ppm:
E:() _ 1.00-1.65 (3H, m), 2.30-2.45 (3H, m).
Ex. 8—7 N > [270-5.30 (9H, m), 5.45-5.75 (1H, m),
'Q/% ‘ 6.15-7.95 (12H, m), 8.40-8.60 (1H, m)
?ﬁi ol MS(ES!, m/z) : 572(M+H)+

[0458] [Z£58]
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No. Strc Mit(E
0 /__‘?0
NN M 1H-NMR (CDCI3) 5 ppm:
m _ 1.00-1.65 (3H, m), 2.30-2.45 (3H, m),
Ex. 8—8 N 9 2.90-5.30 (9H, m), 5.55-5.70 {1H, m),
,Q/% N 6.20-8.80 (13H, m)
S/;n:‘ ol MS(ESI, m/z) : 572(M+H)+
0 ,_._‘(0
N
N H Q 1H-NMR (CDCI3) & ppm:
Ex 8—9 j' \ 1.00-2.15 (9H, m), 2.80-5.25 (16H, m),
: N HO 5.50-5.90 (1H, m), 6.00-7.70 (TH, m)
0 MS(ESI, m/z) : 540(M+H)+
¥
cl
0 ~°
N>‘-N —  [tH-NMR (CDCI3) 5 ppm:
@\/:)....“—Q 1.00-1.60 (9H, m), 1.90-2.05 (4H, m),
Ex. 8—10 N 2.70-2.85 (3H, m), 2.85-5.30 (12H, m),
@0 5.70-6.00 (1H, m), 6.10-7.70 (7H, m)
CN " MS(ESI, miz) : 526(M+H)+
0
0
N"—‘?NH 1H-NMR (CDCI3) & ppm:
@(‘ N H 1.00-1.65 (3H, m), 1.90-2.05 (4H, m),
Ex. 8—11 NJ N 2.70-5.30 (13H, m), 5.35-5.55 (1H, m),
< 5.90-7.75 (10H, m), 8.40-8.60 (1H, m}
C:N@ 0 MS(ESI, m/z) : 561(M+H)+
cl
0
0
N»“NPJ(NH 1H-NMR (CDCI3) 5 ppmn:
E:O....“ 0.75-1.60 (3H, m), 1.80-2.10 (4H, m),
Ex. 8—12 N /= 2.90-5.30 (13H, m), 5.40-5.70 (1H, m),
/@A . N7 5.80-8.70 (12H, m)
C’N ol MS(ESI, m/z) : 561(M+H)+
0 ,._qo
N ﬂ NH,
m 1H-NMR (CDCI3) & ppm:
Ex. 8—13 1.00-1.70 (3H, m), 2.90-5.50 (9H, m),
0 5.80-7.90 (8H, m)
F D c
F’\F’I '

[0459] [#£59]




WO 2006/104008 178 PCT/JP2006/305820
No. Strc OttiE
0 ,__(0
N
Sesge
Ex. 8—14 N H MS(ESI, m/z) : 568(M+H)+
F D’Q/£0
F’*J Ct
F
0 ,__/(o
N*-g N 1H-NMR (CDCI3) 5 ppm:
(:(:) ----- \J 1.00-1.60 (3H, m), 1.80-2.05 (4H, m),
Ex. 8—15 N 2.80-5.20 (13H, m), 5.50-5.90 (1H, m),
D,Q*o 6.30-7.70 (7H, m)
FEH ¢! MS(ESI, m/z) : 553(M+H)+
F
0 1]
. . 1H-NMR (CDCI3) & ppm:
m ..... g 1.00-1.85 (3H, m), 2.95-3.05 (3H, m),
Ex. 8—16 N 0 3.25-5.20 (16H, m), 5.55-5.95 (1H, m),
,Q’*o 6.30-7.70 (7H, m)
Ff\J’ ol MS(ESI, miz) : 571(M+H)+
F
0 ,.__(/0
NN NR, 1H-NMR (DMS0-d6) 5 ppm:
Ex. 8—17 m 1.10-1.45 (3H, m), 2.80-5.00 (11H, m),
(DH N 6.40-7.60 (7TH, m)
0’@ 0
cl
0 0
N iN 1H-NMR (CDCI3) & ppm:
NH Q_j 1,00-1,65 (3H, m), 2.40-2.70 (1H, m),
Ex. 8—18 ) N 2.75-5.30 (19H, m), 5.60-5.95 (1H, m),
OH N H 6.30-5.80 (7H, m)
(0 ,Q’go MS(ES}, miz) : 530(M+H)+
cl
0
0
>\-N"J(N 1H-NMR (CDCI3) & ppm:
C(‘” ,,,,, Ho ] 1.00-1.65 (3H, m), 1.80-2.15 (5H, m),
Ex. 8—19 uj 2.80-5.30 (15H, m), 5.50-5.95 (1H, m),
(0“ 6.20-7.55 (7H, m),
O,Q’% MS(ESI, miz) : 515(M+H)+
cl
0 0
e 1H-NMR (CDCI3) & ppm:
@\N H 1.00-1.60 (3H, m), 1.94 (1H, t, J=5.8Hz),
Ex. 8—20 \ /) _ 3.00 (3H, s), 3.25-5.20 (18H, m), 5.55-
(0"' 0 5.95 (1H, m), 6.30-7.70 (7H, m)
O/Q/% MS(ESI, m/z) - 533(M+H)+
el
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[0460] [3£60]

No. Strc Wt
0)\“_ /__40
N ﬂ\ﬂN‘ 1H-NMR (CDCI3) & ppm:
Ex. 8—21 @f\j 1.00-1.60 (9H, m), 1.98 (1H, t, J=6.1Hz),

2.70-2.85 (3H, m), 2.90-5.25 (12H, m),

OH N
( 'O\/% 5.65-6.05 (1H, m), 6.25-7.80 (7H, m)
0

cl
0
0
Ny 1H-NMR (CDCI3) 5 ppm:
d N H 1.00-1.60 (3H, m), 1.90-2.80 (1H, m),
Ex. 8—22 NJ e 2.90-5.35 (13H, m}, 5.40-5.75 (1H, m),
(OH W 6.20-7.80 (10H, m), 8.40-8.60 (12H, m)
O,Q’% MS(ESI, m/z) : 552(M+H)+
¢l
0 /\(0
N>LN NH 1H-NMR (CDCI3) & ppm:
m‘* 1.00-1.65 (3H, m), 2.80-5.25 (13H, m),
Ex. 8—23 N = 5.35-5.80 (1H, m), 6.20-7.80 (10H, m),
(UH N7 8.40-8.70 (1H, m)
O,Q/% MS(ESI, miz) : 552(M+H)+
ci
oHOQ"“
N 1H-NMR (CDCI3) & ppm:

0
N H
_ q I 1.00-1.60 (3H, m), 2.70-5.80 (14H, m),
Ex. §—24 J 6.40-8.10 (10H, m)

( ,Q’“o MS(ESI, m/z) :525(M+H)+
7N

N Cl
—_—
HO
0
NLN’“‘O _\‘OH 1H-NMR (CDCI3) 3 ppm:
Ex 825 (;f j"“H 0.90-2.00 (5H, m), 2.80-5.10 (15H, m),
. N 5.20-5.90 (1H, m), 6.35-8.10 {10H, m)
(\N ,O\Ao MS(ESI, m/z) :555(M+H)+
=N Ci
% ~""  |1H-NMR (cDCI3) 5 ppm:
oN oo 1.00-1.70 (SH, m), 2.70-2.85 (3H, m),
Ex. 8—26 [:C) ----- 2.90-5.20 (8H, m), 5.70-6.05 (1H, m),

6.40-8.05 (10H, m)

MS(ESI, m/z) :523(M+H)+
/:\N ()
=)\

[0461] [F61]
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No. Strc it{E
"y“ﬂ 0 1H-NMR (CDCI3) & ppm:
Ex. 8—27 C(:) 0.70-1.80 (9H, m), 2.70-5.75 (8H, m),
N 5.70-6.05 (1H, m), 6.00-8.20 (11H, m)
Cr e
=p cl
N—
°>LN/~\( 1H-NMR (CDCI3) 5 ppm:
v 1.00-1.70 (12H, m), 2.84 (3H, s), 2.90-
Ex. 8—28 C(} 5.20 (7H, m), 5.75-6.05 (1H, m), 6.40-
N 8.05 (10H, m)
_ /@\/ﬁ MS(ESI, miz) :537(M+H)+
T
g
0 NH
>LN"‘<0 1H-NMR (CDCI3) & ppm:
Ex 820 @(Nwﬂ 1.00-1.70 (12H, m), 2.90-5.65 (7H, m),
X NJ 5.75-6.20 (1H, m), 6.45-8.20 (10H, m)
MS(ESI, m/z) :523(M+H)+
(\N’QA\ 0
=N Cl
0 ,ﬁ('“\
N»‘H 0
Ex. 8—30 @(N\ e MS(ESI, m/z) :507(M+H)+
AL 0
CNN Cl
0 NI
b 1H-NMR (CDCI3) & ppm:
Ny O 1.00-1.70 (3H, m), 2.25-2.45 (2H, m),
Ex. 8—31 d DA 2.85-5.20 (11H, m), 5.30-5.65 (1H, m),
N 6.40-8.05 (10H, m)
{\N/QA 0 MS(ESI, m/z) :507(M+H)+
=N Cl
4
J e
oo O 1H-NMR (CDCI3) & ppm:
Ex. 8—32 j """ 0.80-1.70 (6H, m), 2.80-5.25 (9H, m),
) 5.45-5.70 (1H, m), 6.15-8.05 (11H, m)
ar S
==\ ct

[0462] [F£62]




WO 2006/104008 181 PCT/JP2006/305820

No. Strc ftiE
H
0 N
Sy
C(‘" o 1H-NMR (CDCI3) & ppm:
Ex. 8—33 . ) 0.80-1.85 (8H, m), 2.60-5.40 (9H, m),
5.45-5.80 (1H, m), 6.20-8.20 (11H, m)
Cr (o
=y el
H
0 F_‘(N
C(\" H 1H-NMR (CDCI3) & ppm:
Ex. 8—34 ) 7 0.70-1.60 (10H, m), 2.80-5.20 (9H, m),
5.35-5.65 (1H, m), 6.10-8.20 (11H, m)
-~ S
=N cl
R
0 /‘«N
R 1H-NMR (CDCI3) & ppm:
B E:[ 0.70-2.00 (16H, m), 2.70-5.25 (9H, m),
Ex. 8-35 NJ 5.45-5.80 {1H, m), 6.20-8.30 (11H, m)
MS(ESI, m/z) :565(M+H)+
- ’
— ¢l
\N
9 M\
,)L;gh\(o 1H-NMR (CDCI3) & ppm:
N 0.70-1.65 (6H, m), 2.85-5.25 (12H, m),
Ex. 836 Cf,.\) 5.65-5.95 (1H, m), 6.40-8.00 (10H, m)
Q& MS(ESI, m/z) :509(M+H)+
eat o
=pN Cl1
\
0 /_\<"
Rar 1H-NMR (CDCI3) 5 ppm:
_ 0.70-1.70 (10H, m), 2.85-5.25 (12H, m),
Ex. 8—37 C(N) 5.65-6.00 (1H, m), 6.40-8,05 (10H, m)
Q& MS(ESI, m/z) :537(M+H)+
- '
=N Ci
@
0
"»_ﬁf‘“ﬂo ? 1H-NMR (CDCI3) & ppm:
B 0.75-1.70 (17H, m), 2.95-5.20 (11H, m),
Ex. 8-38 C(N‘J 5.65-6.00 (1H, m), 6.40-8.00 (10H, m)
MS(ESI, m/z) :579(M+H)+
@N,@O
—" Ci

[0463] [363]
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No. Strc MittiE
\N
0
Sy .
N0 1H-NMR (CDCI3) & ppm:
_ 0 ) 1.00-1.50 (3H, m), 2.70-5.20 (12H, m),
Ex. 839 NJ 5.60-6.00 (1H, m), 6.40-8.10 (15H, m)
0 MS(ESI, m/z) :571(M+H)+
-
=N cl
N
0
)ﬁur\«o
C(\N H 1H-NMR (CDCI3) & ppm:
Ex. 8—40 A 1.00-1.60 (3H, m), 2.80-5.35 (H, m),
5.45-5.75 (1H, m), 6.40-8.20 (15H, m)
(\N/Q/g0
=N ci
H
0 /‘{N
©\/\NWH \—Z  |1H-NMR (CDCI3) & ppm:
Ex. 8—41 . J 1.00-1.60 (3H, m), 2.85-5.30 (SH, m),
5.45-5.65 (1H, m), 6.40-8.65 (14H, m)
@V@jﬁ
=N cl
H
-,
N
°>LN/~< 1H-NMR (CDCI3) & ppm:
£y 82 Nonoo 1.00-1.60 (3H, m), 2.40-2.55 (1H, br),
X m 2.75-5.20 (15H, m), 5.25-5.95 (1H, m),
! 6.40-8.10 (10H, m)
(jrﬁ@go
=N cl
H
0 N
N»‘g o\Nb 1H-NMR (CDCI3) 5 ppm:
_ L e 1.00-1.60 (3H, m), 2.95-5.65 (10H, m),
Ex. 8—43 NJ 6.40-8.65 (14H, m)
/@/go MS(ESI, m/z) :588(M+H)+
-
=N (]
H
0 /_\("
S % ) [1H-NMR (CDCI3) 6 ppr:
_ (:(\ N 1.00-1.60 (3H, m), 2.85-5.30 (9H, m),
Ex. 8=44 N) 5.55-5.85 (1H, m), 6.40-8.70 (14H, m)
o MS(ESI, m/z) :558(M+H)+
@'N Cl
=N

[0464] [3£64]
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No, Strc Yatt i
0 0
‘e
©\/> Q 1H-NMR (CDCI3) 5 ppm:
B N 1.00-2.65 (6H, m), 2.75-5.30 (12H, m),
Ex. 845 , 5.55-5.90 (1H, m), 6.40-8.05 (10H, m)
MS(ES!, miz) :537(M+H)+
o
0 0
o
©\/> 1H-NMR (CDCI3) & ppm:
B N \ 1.00-2.60 (6H, m), 2.65-5.40 (12H, m),
Ex. 8—46 , 5.55-5.90 (1H, m), 6.40-8.05 (10H, m)
MS(ESI, miz) -537(M+H)+
o
0 0
/\(
N A Ne~g [1H-NMR (CDCI3) & ppm:
C(} I {10025 (7H, m), 2.80.6.20 (124, m),
Ex. 8—47 N 5.45-5.85 (1H, m), 6.35-8.00 (10H, m)
0
C*Cﬁ: MS(ES!, miz) :551(M+H)+
=N
0 0
C(‘" L @ “Son |1H-NMR (CDCI3) & ppm:
N,) 1.00-2.10 (7H, m), 2.80-5.20 (12H, m),
Ex. 8—48 5.40-5.85 (1H, m), 6.35-8.00 (10H, m)
0
{z’@cr MS(ESI, m/z) :551(M+H)+
0 0
N EI NH
©(>.. " )/ 1H-NMR (CDCI3) 5 ppm:
_ N 1,00-1.70 (3H, m), 2.70-5.80 (13H, m),
Ex. 8-49 . HC 6.40-8.05 (10H, m)
MS(ESI, mfz) :511(M+H)+
er
0 0
N u NH
@}J 1H-NMR (CDCI3} 5 ppm:
_ N 1.00-1.70 (7H, m), 2.30-5.60 (12H, m),
Ex. 8-80 HO 6.35-8.05 (10H, m)
0 MS(ESI, m/z) :539(M+H)+
o

[0465] [Z£65]
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No. Strc Pt iE
0 0
N1
N H NH 1H-NMR (CDCI3) & ppm:
s \;\ 0.70-1.75 (8H, m), 2.60-5.70 (12H, m),
Ex. 8—51 N OH  16.40-8.00 (10H, m)
0
Cx/g: MS(ESI, miz) :539(M+H)+
L
oS
S—n
N W 1H-NMR (CDCI3) & ppm:
Ex. 8—52 @(\)\ 3.00-5.00 (11H, m), 5.55-8.05 (18H, m)
N 0 MS(ES!, m/z) :573(M+H)+
7 z@’{\o
L
%— /__‘(NHQ
NoNo0 1H-NMR (CDCI3) & ppm:
B Ch o 0.75-1.15 (3H, m), 1.55-1.80 (2H, m),
Ex. 8-353 o\ 2.95-5.70 (8H, m), 6.00-8.00 (10H, m)
MS(ESI, miz) :481(M+H)+
- '
= cl
0 NH,
}LNW :
C(\N o 1H-NMR (CDCI3) & ppm:
I B G 1.15-1.60 (6H, m), 2.95-5.60 (6H, m),
Ex. 8—54 NJ\ 6.40-8.35 (10H, m)
MS(ESI, miz) :481(M+H)+
- "
N
y o
N I"_‘I 0 1H-NMR (CDCI3) & ppm:
Ex. 8—565 @(} ----- 1.00-2.00 (10H, m), 2.90-5.30 (10H, m),
N 5.40-5.90 (1H, m), 6.40-8.00 (10H, m)
A
Q=
o
N
°>\_N/——\( 1H-NMR (CDCI3) & ppm:
856 N0 1.00-1.75 (3H, m), 2.20-5.15 (20H, m),
' @(:) 5.65-5.90 (1H, m), 6.45-8.00 (10H, m)
’Q/Q MS(ESI, m/z) :580(M+H)+
& 0
<=

[0466] [Z£66]
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No. Strc PttiE
N
0 ~5
)\“-Nr_\([] 00
N H
Ex. 8—57 C(} """ MS(ESI, m/z) :545(M+H)+
e
=
H
(‘N
0 " |1H-NMR (cDCI3) 5 ppm:
~
Y 1.00-1.80 (3H, m), 1.90-2.05 {(8H, m),
Ex. 8—58 m“ 2.40-2.55 (1H, m), 2.75-5.30 (19H, m),
5.70-5.90 (1H, m), 6.10-7.70 (7H, m)
Y MS(ESI, m/z) :539(M+H)+
O =
-0
HN
%\._N/‘(o 1H-NMR (CDCI3) & ppm:
N N H 1.30-1.60 (3H, m), 1.90-2.10 (4H, m),
Ex. 8-59 C(:) 2.80-5.30 (21H, m), 5.60-5.90 (1H, m),
6.05-7.60 (7H, m)
0
0 N
Nf‘*\(o 1H-NMR (CDCI3) & ppm:
B N H 1.00-1.65 (3H, m), 1.85-2.05 (8H, m),
Ex. 8-60 C(\J 2.80-5.30 (15H, m), 5.65-5.90 (1H, m),
6.10-7.80 (7H, m)
- ’
Cl
HO
HN 1H-NMR (CDC
0 - - ( 13) & ppm:
u»“ﬂﬁ\(" 1.00-1.55 (3H, m), 1.90-2.05 (4H, m),
Ex. 8—61 @O ..... 2.20-5.20 (19H, m), 5.66-5.85 (1H, m),
6.10-6.45 (2H, m), 6.65-7.65 (5H, m)
0 MS(ESI, m/z) :528(M+H)+
9,
Cl
HD\)
N
. . 1H-NMR (CDCI3) & ppm:
o 1.00-1.60 (3H, m), 1.90-2.10 (4H, m),
Ex. 8—62 @\u Hoo 2.25-5.25 (23H, m), 5.65-5.90 (1H, m),
D 6.10-7.65 (7H, m)
‘Q/t MS(ESI, m/z) :583(M+H)+
0
o
Cl

[0467] [F&67]
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No. Strc ML fE
\N
) -
N)‘—uh‘(o 1H-NMR (CDCI3) & ppm:
£y 863 C(\ Jh 1.00-1.60 (3H, m), 1.80-2.05 (4H, m),
: 3.10-5.25 (15H, m), 5.65-5.90 (1H, m),
6.10-6.50 (2H, m), 6.65-7.60 (5H, m)
- ’
cl
HO
\\\N
"»-N"‘(o gn |1H-NMR (cDCI3) 5 ppm:
Ex 8—64 C(}H 1.10-1.60 (3H, m), 1.85-2.10 (4H, m),
: 2.80-5.25 (19H, m), 5.70-5.90 (1H, m),
, 6.05-7.75 (7H, m)
O =,
\
N—
0
oS
Sy 1H-NMR (CDCI3) & ppm:
£ 865 H 1.00-1.80 (3H, m), 2.30-2.40 (3H, m),
SR I N (R s 2.70-5.30 (13H, m), 5.60-6.00 (1H, m),
6.20-8.00 (SH, m)
S 0
=N Cl
(‘Nﬁon
v
0"
- 1H-NMR (CDCI3) & ppm:
Ex. 8—66 @(‘} ,,,,, H 0.90-1.95 (3H, m), 2.25-5.30 (22H, m),
5.60-5.90 (1H, m), 6.15-8.00 (9H, m)
0
7
q@lc.:‘
0
9
'S
Ex. 8—67 C(} MS(ESI, m/z) :468(M+H)+
OYQ'to
g ci
OQSQ
0
N)‘-—u
Ex. 8—68 C(\J ..... H MS(ESI, m/z) :522(M+H)+
0 0
) ¢
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[0468]

[0469]

[0470]

(S2HEBI9—1)

N— [N—x=F )V —N— (2—eRFaX T zF)V) I NEANV]AF L — (R) —1— (2
—7uaa—4— (3—AFNET) — L —1—A V)X AN] =3 —AFNV—1, 2, 3
, 5—ThFeRu~ Vel —1, 4— VT —4— BNV RFPIR

HRT. (R —1-[2—un—4— (83—AFAET/S—)L—1—AN) X/ A)b
]—3—AFN—1, 2, 3, 5—FhFeFu~1yle] —1, 4— V7P —4—HR
=)V} TR )i (20. Omg) &1 —=F )L —3— (3—IAF )T ae’)L) ViR
UAINKERRE (15. 9mg) DHEALATF LV (800ul) IBRAMIZ2 —=F NT I/ xH )
—/V (8. OuL) &Mz, TDRAWE1 B MBIz, WE FTREL B EL, Bl
IR TNAT Lo T T7 40— (L =% ) — )V — B = L) I TRF R
L. N—[(N—x=F NV —N— (2—eRafxy=F V) IV REANIAF L —(R) —1—
(2—7vun—4— (3—AFNETF)— )V —1—AN) XUV A)NV] —3—AFV—1, 2,
3, 5—Threru~ Vel —1, 4— VT —4—IVERFHIN (13, 4mg) &
Bz,

IH-NMR (CDCI3) 6 ppm:

1.00-1.70 (6H, m), 2.25-2.40 (3H, m), 2.70-5.25 (13H, m), 5.55-5.90 (1H, m), 6.20
-8.00 (9H, m)

(EHiBI9—2~9—66)

KIS DUNRN L BRFHERE T I FHERE IV, FHEF9 — 1EFERICLTUT
DEMEFI9—2~9—66DILEMERT=, FHHI9—51, 9—52IZ OV TId, *his
THTIVOMNNEREE ., B9 —57, 9—661C OV TITERMES AV, V1Y
TNV ZFNTIATTIY—bLSE, EEF9— 1ERRICERZ B 2072, T
NoDOHERBLUYMELFK68~TITRLT,

[#268]
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No. Stre PitiE
0 0
»_N/*( 1H-NMR (CDCI3) & ppm:
N oy N 1.00-1.65 (3H, m), 1.90-5.30 (20H,
Ex. 9—2 @(N:) @ m), 5.50-5.90 (1H, m), 6.30-7.70
OH HO (7H, m)
(0 ,Q’% MS(ES|, m/z) : 519(M+H)+
Clt
0 /‘(0
Nyﬂ Nj 1H-NMR (CDCI3) & ppm:
(:f} S 1.00-1.65 (6H, m), 2.30-2.40 (3H,
Ex. 9—3 N 0 m), 2.90-5.30 (16H, m), 5.60-6.00
,Q*ﬁ, (1H, m), 6.20-8.00 (9H, m)
?ﬂ!‘ cl MS(ESI, m/z) : 567(M+H)+
o~
v 1H-NMR (CDCI3) & ppm:
C(‘)“" S "\ 11.00-1.70 (6H, m), 2.50-5.20 (13H,
Ex. 9—4 N Ho m), 5.55-5.90 (1H, m), 6.40-8.00
(10H, m)
C;«—fo" MS(ESI, m/z) : 539(M+H)+
=N
0 /__(0
NN 1H-NMR (CDCI3) & ppm:
(:O ..... S N\ [1.00-1.70 (8H, m), 2.70-5.30 (16H,
Ex. 9—5 = m), 5.60-5.95 (1H, m), 6.40-8.00
’Q/% (10H, m)
CNF ol MS(ES|, m/z) : 553(M+H)+
S,
N ") 1H-NMR (CDCI3) 5 ppm:
E 9—6 m """ S 1.00-1.70 (8H, m), 2.70-5.30 (13H,
' HO m), 5.55-5.90 (1H, m), 6.40-8.10
o { j\’ go (10H, m)
=N [A]

[0471] [Z£69]
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No, Strec Wt fE
0 /“(0
N%ﬂ N 1H-NMR (CDCI3) 3 ppm:
@} ..... S } 1.00-1.65 (8H, m), 2.80-5.30 (16H,
Ex. 9—7 N 0 m), 5.60-6.00 (1H, m), 6.40-8.10
’O\/§D \ (10H, m)
-, o MS(ES!, miz) : 567(M+H)+
=N
\-\N
0 H} 1H-NMR (CDCI3) 5 ppm:
>N 0.90-2.30 (8H, m), 2.70-5.20 (17H,
Ex. 9—8 @\ B m), 5.55-5.90 (1H, m), 6.20-7.80
HO (7H, m)
7\ 0 MS(ESI, m/z) : 533(M+H)+
ci
0 0=S"‘§ 1H-NMR (CDCI3) 5 ppm:
oy’ HO 1.00-1.70 (8H, m), 1.90-2.50 (1H,
Ex. 9—9 O _H m), 2.70-5.20 (17H, m), 5.50-5.90
HO (1H, m), 6.20-7.70 (7H, m)
MS(ESI, m/z) : 547(M+H)+
zn O . 0
~
0““3 3 1H-NMR (CDCI3) 5 ppm:
P 0.90-1.70 (9H, m), 1.85-2.30 (1H,
Ex. 9—10 d . m), 2.80-5.20 (16H, m), 5.50-5.90
HO (1H, m), 6.20-7.70 (7H, m)
1 . MS(ES!. miz) : 547(M+H)+
0 ¢l
o™ 1H-NMR (CDCI3) 6 ppm:
0)\:; HO 0.85-1.65 (13H, m), 1.90-2.50 (1H,
Ex. 9—11 @\ H m), 2.70-5.15 (17H, m), 5.50-5.85
o } """ (1H, m), 6.20-7.70 (7H, m)
1 ,Q'Eo MS(ESI, m/z) : 561(M+H)+
4]
Cl

[0472] [Z&70]
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No. Strec MEE
:0 " 1H-NMR (CDCI3) & ppm:
% ko 0.90-1.70 (3H, m), 1.85-5.30 (18H,
Ex. 9—12 @(N N m), 5.55-5.90 (1H, m), 6.20-7.80
o D (12H, m)
1 *Q/L MS(ESI, m/z) : 595(M+H)+
0 20
Cl
\N
0’ > 1H-NMR (CDCI3) 5 ppm:
WoN on  |0.90-2.25 (BH, m), 2.60-5.20 (18H,
Ex. 9—13 [j\/} ..... m), 5.50-5.90 (1H, m), 6.30-7.80
HO (7H, m)
\L O/O\/Lo MS(ESI, m/z) : 533(M+H)+
Cl
=~
0° 1H-NMR (CDCI3) & ppm:
>y Q 0.85-1.70 (9H, m), 1.95-2.10 (1H,
Ex. 9—14 m ,,,,, H m), 2.80-5.30 (19H, m), 5.60-6.00
HO (1H, m), 6.30-7.80 (7H, m)
1 4@:&0 MS(ESI, miz) : 561(M+H)+
0 Cl
-
N
0° ) 1H-NMR (CDCI3) & ppm:
' Q 0.90-1.70 (6H, m), 1.90-2.15 (1H,
Ex. 9—15 C(}“ m), 2.70-5.30 (20H, m), 5.60-6.00
HO (1H, m), 6.30-7.70 (7H, m)
Zo ,Q’Ko MS(ESI, m/z) : 547(M+H)+
Ci
/\
N
0* ) 1H-NMR (CDCI3) & ppm:
v 0.80-1.70 (8H, m), 1.95-2.15 (1H,
Ex. 9—16 m“ m), 2.70-5.30 (20H, m), 5.60-5.95
Ho (1H, m), 6.30-7.70 (7H, m)
1 Qz@o MS(ESI, miz) : 561(M+H)+
0
Cl
=" 1H-NMR (CDCI3) & ppm:
‘QS o 1.00-1.60 (3H, m), 1.90-2.05 (1H,
Ex. 9—17 C(\}H m), 2.90-5.20 (20H, m), 5.60-6.00
w0 (1H, m), 6.30-7.80 (12H, m)
\LD/Q,LO MS(ESI, m/z) : 609(M+H)+
Cl
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[0473] [E&T71]
No. Stre Yitil
F/_‘—‘\N
o
N \
Ex. 9—18 @\/:") ...... " MS(ESI, m/z) - 565(M+H)+
HOZ
og
Cl
™\
/0
. °=S"‘} 1H-NMR (CDCI3) 5 ppm:
Sy 5 0.90-1.70 (9H, m), 1.95-2.20 (1H,
Ex. 9—19 mﬂ m), 2.50-5.30 (23H, m), 5.50-5.90
HO (1H, m), 6.30-7.70 (7H, m)
1 ,Q’Ao MS(ESI, miz) : 605(M+H)+
0 Ci
0 * D) 1H-NMR (CDCI3) & ppm:
>y A 0.90-1.70 (3H, m), 1.90-2.15 (1H,
Ex. 9—20 @\/}“ m), 2.50-5.30 (25H, m), 5.60-5.90
H (1H, m), 6.30-7.70 (7H, m)
\L ,Q/LO MS(ESI, miz) : 577(M+H)+
0
Cl
=\
HO
, Oj"“o 1H-NMR (CDCI3) & ppm:
- 0.90-2.20 (14H, m), 2.70-5.20
Ex. 9—21 C(}” (16H, m), 5.55-5.95 (1H, m), 6.30-
HO 7.70 (7H, m)
\Lo 4@»& MS(ESI, m/z) : 587(M+H)+
Cl
-—-\N
0 Oj/ "o 1H-NMR (CDCI3) & ppm:
N)‘—u 0.90-1.60 (6H, m), 2.40-5.40 (15H,
Ex. 9—22 C(} ...... H m), 5.55-6.00 (1H, m), 6.40-8.20
FF (7H, m)
Z’ WQLO MS(ESI, m/z) : 571(M+H)+
Ct

[0474] [F72]
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No. Stre 1t iE
N
0°=§ B 1H-NMR (CDCI3) & ppm:
Yy HO 0.85-1.70 (8H, m), 2.35-5.20 (15H,
| Ex. 9—23 (:(*N _____ H m), 5.50-5.90 (1H, m), 6.00-7.80
) (7H, m)
FyF
QL MS(ESI, m/z) : 585(M+H)+
0 0
Cl
N
O 1H-NMR (CDCI3) 5 ppm:
3y HO 0.80-1.60 (9H, m), 2.30-5.20 (14H,
Ex. 9—24 mH m), 5.50-5.90 (1H, m), 6.20-7.80
FF (7H, m)
Z’F MS(ESI, m/z) : 585(M+H)+
0 0
Cl
oag"j 1H-NMR (CDCI3) 5 ppm:
‘;,_N HO 0.80-1.60 (11H, m), 2.40-5.20
Ex. 9—25 @(\u H (15H, m), 5.50-5.90 (1H, m), 6.00-
cF e 7.80 (7H, m)
fF‘Q,% MS(ESI, m/z) : 599(M+H)+
0 Cl
N
0
al
Ex. 9—26 (:(:u) i MS(ESI, m/z) : 633(M+H)+
F\EF
0 0
Cl
\N
0" 1H-NMR (CDCI3) 5 ppm:
T 1.00-1.60 (5H, m), 2.20-5.20 (16H,
Ex. 9—27 m" m), 5.40-5.85 (1H, m), 6.00-7.80
FEF (7H, m)
. ,Q’to MS(ESI, m/z) : 571(M+H)+
Cl

[0475] [ZR73]
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No. Strc Ytt il
~
oi" 1H-NMR (CDCI3) & ppm:
Sy O 1.00-1,60 (9H, m), 2.70-5.20 (17H,
Ex. 9—28 @(‘ H m), 5.60-5.95 (1H, m), 6.30-7.80
F FF (TH, m)
f . MS(ESI, m/z) : 599({M+H)+
0 Cl
"—-.\
N
0° ) 1H-NMR (CDCI3) 5 ppm:
S 1.00-1.60 (6H, m), 2.30-5.20 (18H,
Ex. 9—29 CL/:N)H m), 5.50-5.90 (1H, m), 6.20-7.80
FEE (TH, m)
f ,@Lu MS(ESI, m/z) : 585(M+H)+
0 Cl
D,
o° 0 1H-NMR (CDCI3) & ppm:
N 0.80-1.70 (8H, m), 2.50-5.20 (18H,
Ex. 8—30 @:")" m), 5.55-5.95 (1H, m), 6.00-7.80
FF (7H, m)
. Qlo MS(ESI, m/z) : 599(M+H)+
Cl
F
\ﬂ"
0
05 2
Ex. 9—31 ©f~u oo MS(ESI, mfz) : 603(M+H)+
FTFF
0 0
Ci
Yl
H
oﬁ"j 1H-NMR (CDCI3) 5 ppm:
3\—,4 0 0.70-1.70 (9H, m), 2.50-5.20 (21H,
Ex. 9—32 Cf W m), 5.50-5.90 {(1H, m), 6.30-7.80
fFONA ST (7H, m)
f , MS(ESI, m/z) : 843(M+H)+
Cl
0
L.\
oag”j 1H-NMR (CDCI3) 5 ppm:
LR 1.00-1.65 (3H, m), 2.70-5.20 (23H,
Ex. 9—33 d H m), 5.50-5.90 (1H, m), 6.10-7.80
e P (7H, m)
f . MS(ESI, miz) : 615(M+H)+
v}
cl
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[0476] [F74]
No. Stre WiEiE
oag"“ 1H-NMR (CDCI3) & ppm:
- 1.00-1.60 (9H, m), 2.60-5.20 (13H,
Ex. 9—34 N m), 5.70-8.00 (1H, m), 6.30-7.80
£ F d """ (7H, m)
7\” MS(ESL, m/z) : 555(M+H)+
o 0
Cl
ﬁ
HO
o°‘§NO 1H-NMR (CDCI3) & ppm:
Sy 1,00-1.9- (13H, m), 2.80-5.20
Ex. 9—35 mH (14H, m), 5.50-5.90 (1H, m), 6.30-
FEr 7.80 (7H, m)
\( m MS(ESI, m/z) : 625(M+H)+
o Cl
”°ﬁN\H)0
L 1H-NMR (CDCI3) 5 ppm:
B Won 0 1,00-1.65 (3H, m), 2.70-5.30 (17H,
Ex. 9-36 i C{j """ m), 5.60-6.00 (1H, m), 6.30-7.80
gt (. m
0 Cl
]
WH,
}/}}1‘0 1H-NMR (CDCI3) 5 ppm:
3 - 1,00-1.65 (12H, m), 2.80-5.90
Ex. 9-37 - (13H, m), 6.10-8.80 (7H, m)
] 0,@;% MS(ESI, miz) : 585(M+H)+
o3
o M2
0 ]
N)L,(j 1H-NMR (CDCI3) 5 ppm:
3 0.70-2.45 (7H, m), 3.00-6.00 (12H,
Ex. 938 eE ©\/N> m), 6.30-8.00 (7H, m)
r U‘Q&O MS(ES!, miz) : 539(M+H)+
Cl
D;_‘_..’_-.,D.IHZ
OHO 1H-NMR (CDCI3) 5 ppm:
Ex. 9—39 @‘ ,,,,, 0.70-2.45 (7H, m), 3.00-6.00 (12H,
X RE m), 6.30-8.00 (7H, m)
f ’Q,% MS(ESI, m/z) : 539(M+H)+
0
Ct

[0477] [Z&75]
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No. Strc Wit {E
HH2
0
;:5 1H-NMR (CDCI3) & ppm:
3 N 1.30-2.30 (7H, m), 2.95-5.30 (10H,
Ex. 9—40 cF C(N) m), 6.30-7.30 (7H. m)
fi@\’go MS(ESI, m/z) : 539(M+H)+
0 Cl
%/"\-ﬁ
o Hnuz
% 1H-NMR (CDCI3) & ppm:
. 9—a1 (‘;I:) 0.70-1.70 (12H, m), 2.50-5.90
X N (11H, m), 6.05-7.90 (7H, m)
] O,Qjo MS(ESI, m/z) : 585(M+H)+
.
0
) NH, |1H-NMR (CDCI3) & ppm:
N N
@ H o 1.00-1.65 (3H, m), 2.85-5.65 (10H,
Ex.9—42 | ¢ N) m), 6.03 (1H, tt, J=54.9, 4.1Hz),
z’F 6.20-7.90 (7H, m)
0‘@ 0 MS(ES!, m/z) :481(M+H)+
cl
(@]
JL /\n,NHZ
NN T 1H-NMR (CDCI3) & ppm:
£ 9—43 d Vs 0.90-1.60 (3H, m), 2.85-5.25 (11H,
X FZ N m), 5.50-7.85 (10H, m)
. ‘Q/{\O MS(ESI, miz) :463(M+H)+
Cl
_ﬁN
o 3 1H-NMR (CDCI3) 5 ppm:
DN 0, 0.80-1.60 (9H, m), 2.80-5.30 (18H,
Ex. 9—44 A m), 5.55-5.95 (1H, m), 6.25-7.85
qu (7H, m)
Lo ,@f&o MS(ESI, m/z) : 531(M+H)+
Cl
H
0"
n:i 1H-NMR (CDCI3) 5 ppm:
N 0.80-1.80 (6H, m), 2.30-5.70 (12H
—_ N ’ ' '
Ex. 9—45 ©\: e m), 5.80-7.90 (7H, m)
MS(ESI, m/z) : 459(M+H)+
Lo*‘O\/& 0
cl

[0478] [Z£76]
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No. Stre mitE
H
0 N
0>—N HO 1H-NMR (CDCI3) 6 ppm:
Ex 9—46 NN 0.80-1.80 (6H, m), 2.70-5.80 (13H,
' C(\ e m), 6.20-7.80 (7H, m)
( N MS(ESI, m/z) : 489(M+H)+
om 0
cI
N
.0
N>\._N tH-NMR (CDCI3) & ppm:
_ H Ho 0.80-1.80 (10H, m), 2.10-5.80
Ex. 9747 @f:) (13H, m), 6.20-7.80 (7H, m)
( N MS(ESI, miz) : 517(M+H)+
AL s
cl
0
D o
@\) ¢ 1H-NMR (CDCI3) & ppm:
Ex. 9—48 . <:> 0.80-1.70 (6H, m), 1.90-6.00 (21H,
{ @ N m), 6.40-7.80 (7H, m)
0 0 \
Cl
%
NHL(,O 1H-NMR (CDCI3) & ppm:
Ex 9—40 @;} 0.80-1.80 (6H, m), 2.80-6.00 (18H,
x. N &‘) m), 6.40-7.80 (7H, m)
{ @0 N MS(ESI, m/z) :514 (M+H)+
0 H
Cl
% u
N)“ "L{/D 1H-NMR (CDCI3) & ppm:
C(\ 0.80-1.80 (6H, m), 2.80-6.00 (24H,
Ex, 9—50 N
N B m), 6.40-7.80 (7H, m)
{ Q&O 2o MS(ESI, m/z) :561 (M+H)+
0 \
Cl
0 H
NHu 0 1H-NMR (CDCI3) 5 ppm:
d _,,,“?N 0.80-1.70 (9H, m), 2.80-5.25 (16H,
Ex. 9—51 m), 5.55-5.95 (1H, m), 6.35-7.80
N
i} (7H, m)
5 0 MS(ES!, m/z) :529 (M+H)+
cl

[0479] [FET77]
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No. Strec WitiE
0 H
N 1H-NMR (CDCI3) 5 ppm:
@‘ ’"),‘—4 0.80-1.60 (9H, m), 2.80-5.25 (16H,
Ex. 9—52 N m), 5.55-5.95 (1H, m), 6.30-7.80
N Ilu&} (TH‘ m)
o 0 MS(ESI, m/z) :529 (M+H)+
Cl
(‘ OH
0 N~ 1H-NMR (CDCI3) & ppm:
N**u 0 0.70-1.80 (11H, m), 2.00-2.45 (1H,
Ex. 9—53 d s m), 2.80-5.20 (15H, m), 5.50-6.00
N (1H, m), 6.40-7.80 (7H, m)
( /@\/&0 MS(ESI, m/z) :531 (M+H)+
0
Ct
(_—
0)\_. ~ 1H-NMR {CDCI3) 5 ppm:
Voo 0.70-1.80 (11H, m), 2.80-5.20
Ex. 9—54 d J (18H, m), 5.50-6.00 (1H, m), 6.40-
N 7.80 (7H, m)
{ ’Q/% MS(ESI, m/z) :545 (M+H)+
0
cl
~ OH
0 ,ﬁ«“‘/‘ 1H-NMR (CDCI3) 5 ppm:
NLH 0 0.80-1.80 (12H, m), 2.80-5.20
Ex. 9—55 d P (14H, m), 5.60-6.00 (1H, m), 6.40-
N 7.80 (7H, m)
L ,Q"% MS(ESI, m/z) :531 (M+H)+
0
Cl
‘( 0
0 ,“(““/ﬁ \ [1H-NMR (CDCI3) 5 ppm:
N?‘-N 0 0.70-1.80 (12H, m), 2.80-5.20
Ex. 9—56 d JH (17H, m), 5.60-6.00 (1H, m), 6.40-
N 7.80 (7H, m)
{ Q&ﬂ MS(ESI, miz) :545 (M+H)+
0
CI

[0480] [#£78]
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No. Stre ME{E
0 N 1H-NMR (CDCI3) 5 ppm:
N*ﬂﬂo } 0.75-1.75 (12H, m), 2.80-5.25
Ex. 9~57 d ) |a7H ), 555,95 (1H, m), 6.25-
N 7.75(7TH, m)
{ ,Q’% MS(ESI, m/z) :545 (M+H)+
0
(]
¢ on
9% —~" 1H-NMR (CDCI3) 5 ppm:
N ﬂ 0 0.85-1.70 (9H, m), 2.80-5.35 (15H,
Ex. 9—58 CL/\J\ m), 5.50-5.95 (1H, m), 6.35-7.75
N (7TH, m)
{ Q&O MS(ESI, m/z) :517 (M+H)+
0
Cl
o
0 N 1H-NMR (CDCI3) 3 ppm:
N»-ﬁﬁ«o 0.80-2.15 (8H, m), 2.25-5.20 (14H,
Ex. 9—59 @\/\ m), 5.50-5.85 (1H, m), 6.30-7.70
N (7H, m)
{ ,Q/% MS(ESI, m/z) :515 (M+H)+
¢ Cl
o
% —~" 1H-NMR (CDCI3) & ppm:
" ﬁ 0 0.90-2.10 (8H, m), 2.20-5.20 (14H,
Ex. 9—60 @f\ P m), 5.50-5.90 (1H, m), 6.40-7.75
N (7H, m9
{ ‘Q/&O MS(ESI, m/z) :515 (M+H)+
0
Cl
-
0 N=\
N 1H-NMR (CDCI3) & ppm:
Ny O 0.80-1.75 (12H, m), 2.85-5.35
Ex. 9—61 m. (13H, m), 5.60-6.05 (1H, m), 6.40-
N 7.80 (7H, m)
{ IQ/QO MS(ESI, m/z) :501 (M+H)+
0
Cl

[0481] [Z&79]



WO 2006/104008 199 PCT/JP2006/305820

No. Stre MiEE
OH
. Q 1H-NMR (CDCI3) 5 ppm:
o 0.80-1.70 (8H, m), 1.80-1.95 (2H,
Ex. 9—62 @-u WO m), 2.80-5.35 (14H, m), 5.60-5.95
. D (1H, m), 6.40-7.70 (7H, m)
( MS(ESI, m/z) :529 (M+H)+
Ao
Cl
>
0 N
oy S

0
Ex. 9—63 d :')” MS(ESI, miz) :515 (M+H)+

o
O 1H-NMR (CDCI3) 3 ppm:

Q% / |080-170(12H, m), 2.70-5.40
Ex. 9—64 N0 (21H, m), 5.55-5.90 (1H, m), 6.30-
Q\T o 7.75 (7H, m)
MS(ESI, m/z) :589 (M+H)+

L { )\’*o
0 Cl

o~

% 1H-NMR (CDCI3) 5 ppm:

NOH
_ [I 0.75-1.80 (9H, m), 2.80-5.50 (16H,
Ex. 9-65 J m), 6.10-7.80 (7H, m)

N
MS(ESI, m/z) :517 (M+H)+
WA

Cl
(o
W /7 |1H-NMR (CDCI3) 5 ppm:
. 0.80-2.05 (10H, m), 2.90-6.00
Ex. 9—66 " C(;j (19H, m), 6.35-7.80 (7H, m)

z MS(ESI, m/z) :561 (M+H)+
0

[0482] (FhEfB)10—1)
N—HNREANVAF )L —(R) —1— (2—7ua—4—beRaF% X/ (L) —3— A
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[0483]

[0484]

FN—1, 2,3, 5—TrFeRuXVle] -1, 4—V7 B —4—)VRFHIR
BT AEMTAFRAK FICTCN—IANREANAF )L —R) —1— (4—_0 P
NAFY —2—rauR S A)N) —3—AF)N—1, 2, 3, 5—ThFeRua~r /el
—1, 4— V7B —4—INARFHIN(46. Omg) DT hFeRue75 (1. 5mL)
WIRIZ10% 3700 b —[R3R (10. Omg) ZMA Tz, T ORI EZ KR AR
T CORIRIZTA., SRR LE, EDIT10% 3707 L — %% (10. Omg) 2N A,
F ORI A KRBT AEIAR T TRIRIC TR EHEERLZ, ZORAME LIRS
WL, AREBIE TIRME L2, BN MERMES VI TN ITDIa<x T TT 4
— (R HHIREE: ~F T — BT — AZ ) — W) ITTRERIL . N— LA LR
FNL—R)—1—(2—7aa—4—bRFafxi X/ A)V) —3—2AFNV—1,2,3,5
—FhFeRu~ Y el —1, 4— V7BV —4—WVRFHIR (26, 4mg) A
L7z,

1H-NMR (DMSO-d6) § ppm:

1.00-1.45 (3H, m), 2.70-5.20 (7H, m), 6.20-7.60 (9H, m), 9.55-10.55 (1H, br)
MS(ESI, m/z) : 417(M+H) +

(3fEBI10—2~10—7)

RIST BV N =TV FHERE O, EREFI10— 1ERBRIZLT, LFDHE
JEB110—2~10—7D/LAE W%, ThbDOEERBIUOWMEEKS0ITRL
7o
[£280]
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Ex. No. Stre MiEiE
OH
0
0
ey 1H-NMR (CDCI3) 5 ppm:
102 @(\)\ 2.00-5.30 (11H, m), 6.00-6.15 (1H,
N o |m), 6.35-8.25 (10H, m)
MS(ESI, m/z) :484(M+H)-+
or
=N Cl
0 NH2
0
>N

N H
10-3 @(}""\OH MS(ESI, m/z) :483(M+H)+

0 1H-NMR (CDCI3) 5 ppm:
P 1.80-2.05 (4H, m), 3.00-5.30 (13H,

10—-4 @(‘ "B m), 5.85-6.10 (1H, m), 6.40-7.90
) om (10H, m)

C /@ MS(ESI, miz) :537(M+H)+

/N” 0

HO
0
PN 1H-NMR (CDCI3) & ppm:

N
_ 1.20-2.30 (7H, m), 2.90-5.10 (12H,
10-5 FE . CKN:) m), 6.40-7.60 (7H, m)
f/@rgo MS(ESI, miz) : 526(M+H)+
0
cl

C(:) “of  |TH-NMR (CDCI3) 5 ppm:
1.20-2.20 (5H, m), 2.90-5.20 (12H,

10—6 m), 6.40-7.70 (7H, m)
- 0 MS(ESI, miz) : 512(M+H)+

DN
@\ jN ..... QOH 1H-NMR (CDCI3) 5 ppm:

10—7 1.20-2.20 (5H, m), 2.90-5.20 (12H,
/@\/§0 m), 6.40-7.70 (7H, m)
£ 0 MS(ESI, miz) : 512(M+H)+
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[0485]

[0486]

[0487]

(FhEBi11—1)
N—[3—FF/— (Bt RFVy—1—AN) 7t V] - R)—1—(2—7un—4
—EI =1 AN A)N) =3 = AF N —1, 2, 3, 5T FeRka~x Ve
1—1, 4— V7P —4—HARFYIR
HR T, tert—7FNV=4—(B3—{[(R)—1—(2—nu—4—-tF/—L—1—A
NRUTAN) —3—AF)V—1, 2, 3, 5—ThFeRu~1rle]—1, 4—VT7EEYV
—4—HNAR=N)T IV =) ) BRIV — 11— IR F T —8(20. Omg
) DAL AF L (1. OmL) IR 7 VA a kg (0. 30g) 2z Tz, KISIREAY
Z IR T3NSR LT, DUSIB AWM ERET )7 a b U TN T boa~<
T 7 40— (PSR FR =T — =& ) —)L) THRERL, N—(8—4F%Y—(3—
BRIV —1—AN) T EEA] - (R) —1— (2—7un—4—F/— )L —1—A)V
XUV AN) —3=AF)N—1, 2,3, 5—T ek Vle] -1, 4—VT7EE —
4—J)VIRFYIN (16. 4mg) 15472,
MS(ESI, m/z) : 550(M+H) +
(S2HEaf11—2)
N—(2—7/=F)V)—R) —1— (2—7ua—4—tF/—)L—1—A N1V o
NV)—3—AF)N—1, 2, 3, 5—FhrFeFkua~X Vel -1, 4— V7B —4—H)
AFPIN

RIT BT IV FHERE AV, EEFI11 - 1ERBBZLT, N— (2—T7I/=F V)
—R)—1—(2—2u0u—4—bIF/ =N —1—AN_VA)V) —3—AF )V —1, 2
, 3, 5—FhFefu~r Vel —1, 4— VTR —4— WA RFPINEETZ,
1H-NMR (CDCI3) 6 ppm:
1.00-1.60 (3H, m), 2.50-5.30 (9H, m), 6.40-8.00 (10H, m)
MS(ESI, m/z) :453(M+H)+
(FhEBi11—3)
N—[2—FF/—-Q2-¥E_FVr—1—ANV)=FN]—(R)—1—[2—urn—4—
(2, 2, 2—NITZAFBZRF L) XY AN] —3—AF )V —1, 2, 3, 5—FT TR
X/ e]—1, 4— VT B —4—F)VRFHIN



WO 2006/104008 203 PCT/JP2006/305820

[0488]

[0489]

RISTBT I FHERE G, EEFI11 - 1EREICL T N—[2—FFY — (2—
ERGV—1—ANV)=FN]—(R) —1—(2—Imr—4— (2, 2, 2— N7 F4nu
TRFV) RV A)V] —3—AF NV —1, 2, 3, 5—FThFeRkua /el —1,4—V7T
By —4—INVREFINEETZ,
1H-NMR (CDCI3) § ppm:
1.00-1.70 (3H, m), 2.80-5.20 (17H, m), 5.60-5.95 (1H, m), 6.40-7.80 (7H, m)
MS(ESI, m/z) : 568(M+H)+
(FH112)

AFN={R) —1—(2—7u—4— (2—EBRuF T =hFI) NV (V] —3— A
FN—1, 2, 3, 5—ThFeRu~ Vel -1, 4—V 7B —4—HNVHR= N} TR
)T/ H—h

HRBHET, =FL={R) —1—(2—Zvn—4— (2—THFFVZ FI) Y
AN]—3—AFN—1, 2, 3, 5—TrFefka~1Vlel—1,4— TR —4—7
NR=NVY TR ) TR/F—k(42. Tmg) DAZ /—/V (0. 80mL) IEA#1Z1mol /L
IREBK SR T R L/KEEHK (80. Oul) 2% 7=, EDIRA WA IR T 3RFRHISEEL
7tk WIETWEEZBE U, BEEL VTN IT L0 T 57 40— (B
AFY —FER =T W) ICTHERL, AL ={R) —1—([2—2uu—4—(2—EF
Xy mhFY) N A)V]) -3 AF N —1, 2, 3, 5—ThFeka~ /el -1, 4
— VTR —4—INVR=)VYTI)) TRE—R (24, 6mg) Rz,

1H-NMR (CDCI3) 6§ ppm:

0.85-1.60 (3H, m), 1.70-2.45 (1H, m), 2.85-5.60 (14H, m), 6.35-7.90 (TH, m)
MS(ESI, m/z) : 475(M+H) +

(F24t5113)

zFNL={R)—1—(2—ua—4— (2—EREFI T F )/ (L] —3— A
FN—1, 2, 3, 5—TheFaxr Vel —1, 4— VTR —4— ARV} TR
)T/ H—h

({R)—1—[2—7rr—4— (2—EREF V= FIV) RV A)V] —3—AF )L —1,
2, 3, 5—FhoeFu Vel —1, 4—VT7 B —4—WVR=V} 7)) Bl (2
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[0490]

[0491]

[0492]

3. 9mg) D20wt %At AKFK — =& /—/)L (2. OmL) VA% SMRA0CIZ TIRFRE
U=t T TR B E Lz, BEE VIS NIT 80 T 57 +— (R
AT —FHR T ) ICTRRL, = =({R) —1—(2—7ua—4—(2
—ERuF TR ) N AN]) =3 AF )V —1, 2, 3, 5—ThFeRu~r Y e]
—1, 4—VT By —4—INVR= VYT )) TeFZ—F(21. bmg) Tz,
1H-NMR (CDCI3) & ppm:
0.80-1.60 (6H, m), 1.85-1.95 (1H, m), 3.65-5.70 (13H, m), 6.40-7.90 (7H, m)
MS(ESL, m/z) : 490(M+H) +
(MBI 14—1)
N— [N—=37a~"FI )V —N— (2= ANF V=T ) INANREANV]AF L — (R) — 1
—(2—7mn—4—(2, 2, 2— N7 FaxbFL) XUV A)V]) —3—AF ) —1, 2
, 3, b—ThFeFu~ Vel —1, 4— V7B —4—INVARFHIN
BT, N—{(N—Z7a~F /L —N— (2—eRuF=F L) AF L} —(R) —1—
(2—2mu—4—(2, 2, 2—NT7AFanRF )XY A)V] —3—AF NV —1, 2, 3
, 5—=ThFeRku~ v le]l -1, 4— VTV —4—HVARFHIN (25, Omg) &4
FNa—IR (0. 15mL) O LAF LY (1. OmL) IBAPITIRILER (11, 2mg) 20
Z\ TORAMEZIR T 16 RFRIBHRL 72, T DIREGME AR LTz, AIKETIE T I
HaLTz, BEEA 25T LA VAT N AT LI T 57 +— (SR 72 =
RV —0. 1%FERAER) ICTRHREL, N— (N—v7a~F /L —N— (2— AN
VIEFN)INNEANIATF V- (R) —1—[2—7un—4—(2, 2, 2— N7 4w
TRFV) RV A)NV] =3 —AF )NV —1, 2, 3, 5—ThFeRax/le]—1,4—T7T
B —4— IV ARFHYIN (3. 40mg) 1572,
MS(ESI, m/z) : 639(M+H) +
(FfEBl14—2~14—6)

BT Na— )V ERE G, EEf14— 12U T, LT OEEF] 14
—2~14—6DbAYEET=, ThbORBERBIUMMEEES LR,
[#81]
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Ex. No. Stre e
0
efls
14-2 | (:(\ ------ MS(ESI, m/z) : 647(M+H)+
F
FL )
0
o
0
0 N—  MH-NMR (CDCI3) & ppm:
N \<0 1.00-1.60 (3H, m), 1.75-1.85
1a—3 _H (2H, m), 2.50-5.20 (19H, m),
. 5.50-5.90 (1H, m), 6.30-7.70
F>(F ' (7H, m)
o 0 MS(ES!, m/z) ; 585(M+H)+
Cl
™
Q /‘\(N\\
»‘E 0
14—4 m ------ MS(ESI, m/z) : 599(M+H)+
Fo-F
FT,Q'QG
[+
cl
0~
Q 1H-NMR (CDCI3) 5 ppm:
Oy_Nﬁ« 0.85-1.70 (8H, m), 1.75-1.90
1a—5 N H 0 (2H, m), 2.70-5.35 (15H, m),
d D 5.60-6.00 (1H, m), 6.25-7.70
[ N (TH, m)
O,QA 0 MS(ESI, m/z) :543 (M+H)+
cl
™~
Q 1H-NMR (CDCI3) & ppm:
D,LNﬁ« 0.80-1.65 (11H, m), 1.70-1.95
14—6 NjO (2H, m), 2.75-5.35 (16H, m),
d Ve 5.60-5.90 (1H, m), 6.35-7.70
[ N (7H, m)
DQ/CT 0 MS(ESI, miz) :557 (M+H)+

[0493] (SEhEH115)
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[0494]

TFNL={[(R)—1—(2—7aa—4—tF/)— )L —1—A NV A)L)
—3—AF N —1, 2, 3, 5—FhFeRu~ el -1, 4— VTP —4—H AR
ZNWVIAFANTI TS —b
HRT,. =FL={[(R) —1— (2—2ua—4—tF /) — )L —1— ANV A)L) —
3—AFN—1, 2, 3, 5—TFThFeRFua~Xvle]l -1, 4— V7B —4— A=
N7} T EH—R(135mg) D7 hFeRa75 L (1. OmL) ¥HKIZAKFE LT R4
(FLEE60%. 16. 3mg) MR Tz, EDRAMEEIR T 3055 MBS/, KIB T,
POSIRAMNCAT NE—VR (46. dmg) ZMZ., EORAYEZIR T 13. SR
Lz, TORGIREA IR EFRF VENZ ., AHEE BT, K& ZEiR
TF N THIH LTz, D7 F a2 fafn S K Tl . AR~ R
LTHMRELT, BUE TIRML, BEE VAN BT L0 57 0— R HERE
~F —FRR T ) ICTRREL, = F A ={[(R) —1— (2—ua—4—-¥t'IY
— V=1 — ANV A)) —3—AF NV —1, 2, 3, 5—TFThFeku~xr Vel -1, 4
— VTR —4A—HINVR=NVIAFNVTI )} T2 F—k49. bmg) 2577,
IH-NMR (CDCI3) 6 ppm:
1.05-1.65 (6H, m), 2.75-5.10 (12H, m), 6.40-8.10 (10H, m)
MS(ESI, m/z) : 510(M+H) +
(FHEBI16 —1)
N—((S) —1—INWANEA)V—2—ERaFY)=F L —R) —1—([2—uar—4—
(2, 2, 2— N7 VAuxhFy ) RV A)V] —3—AF )NV —1, 2, 3, 5—FThFtku
oV e] =1, 4—VT B —4—F)VRFHIN

IR T.N—((S) —2—tert—7hF¥ —1—HINANEA)LTF V) —(R) —1—(
2—rmn—4—(2, 2, 2— N7V F R F) NV A)NV] —3—AF -1, 2, 3,
5—FhoeRu~yle]—1, 4— V7B —4—WVARFHIR (114me) DAL
AFL (1. OmL) IBEMITN 7 VA afifig (1. 00mL) ZMMZ 1=, £DIREME=E
IR TR LT, TORAWETE TR LIz, ZEICHEATFLEZIMA, R
WK T EDREMIT2mol /LKL TN KK EZ A T DREHD
Wbtk Z P LTz, ZDORAMICHALAT L2 NE, AEE I, ZDE%
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[0495]

[0496]

PRIRAK SR T N LK TS, SFn RIS CIER Baig 4 . BUE T IifEL Tz, b
ToHAERDE VI TN T L0 757 0— (B HHEEE  BifR~F L — A% ) — )b
NCTHERL, N—((S) —1— ATV —2—bFafxy) =F L — (R) —1—(2
—sun—4—(2, 2, 2—NI7NVFu b FH ) RV A)V] —3—AF)N—1, 2, 3,5
—FhoeRa~iyle]l -1, 4— V7B —4—J)VREFHIN (51, 6mg) 2572,
1H-NMR (DMSO-d6) § ppm:

0.90-1.50 (3H, m), 2.80-5.00 (10H, m), 6.00-7.90 (7H, m)

(Sl 16 —2)

N—((R) —1—HNVREANV—2—EFEF I =F ) —(R) —1—(2—un—4—
(2, 2, 2= N7 NVABTRFY) XUV AN] —3—AF)V—1, 2, 3, 5—F+FkRu
Vel —1, 4—V T —4—HNVRFHPIR

KT DT N2 — VEERE A, EHEf16 — 1EFERICLT.N— ((R) —1—%
WREAN—2—RaF T L) —R) —1—[2—27vu—4—(2, 2, 2— N7V
AT F )R AN] =3 AF N —1, 2, 3, 5—TrFeRux el -1, 4—
DTy —A— INVRE IR BT,

1H-NMR (DMSO-d6) § ppm:

0.50-1.70 (3H, m), 2.00-5.20 (10H, m), 6.00-7.80 (7H, m)

MS(ESI, m/z) : 529(M+H)+

(FHER17—1)

{R)—1—(2—7un—4—(2, 2, 2— N7V Fax;F) XV A)V] —3—AF
N—1, 2, 3, 5—7hIeFa~xVle]l -1, 4— VTR —4—AN}— (R) —2
—ARFUAF AN — 1 —AN) AF )

KE T, KRBT N YL H#E60%, 4. 00mg) DT FFeRrT75Y (700ul) %
WIZ (IR —1—(2—uu—4— (2, 2, 2— N T7AF k) X/ (L] —3
—AFN—1, 2, 3, 5—TrFefku~Yle] -1, 4— VT —4—AV}— (R
) —2—ERBF U AF AL BYVY —1—A)V) AFZ /2 (40. Omg) DT hFERa 77 (
300uL) IRk Z T F LIz, KT TV H AR FICTL55y B Lz, K
W AFN3a—UR (5. 00uL) A, Z£DIRAWEEIRIZ TR SR,
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[0497]

[0498]

KB T KFELTRIT A FEE60%, 2. 00ug) , RN TAF a3 —PR (15, Oul)
ML, ZDIRE W% BIRICTARFRBEE L2, BX57(28. 4mg) | KEMZ
 EOREDEBIL LU, HALATFL Y (1. 5mL) ZINx., FEE ST, 2D
JE & KRR T N D A TR | IR L 72, SO UM L Y 7N
TN T 0— (WHIREE : BRI =T L — ~F P ITTRERL, {(R) —1—(
2—rmuu—4—(2, 2, 2— N7 VA F ) NV A)V] —3—AF NV —1, 2, 3,
5—FhoeRu~y el —1, 4— VT EEY —4— A} — ((R) —2— ARF T AF
AV —1—AN) A% ) (32. 8mg) -,
1H-NMR (CDCI3) & ppm:
0.70-2.20 (7H, m), 2.90-5.10 (15H, m), 6.40-7.70 (TH, m)
MS(ESI, m/z) : 540(M+H) +
(FhEBI17—2~17—4)

BT Na—)VEFEERE I, EEFI17 — 1EFERCL T, LT OEEF17
—2~17— 4Dt AW %S, TOBERBIUOWHEEE K2R LI,
[#82]
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Ex. No. Strc Wtk (@

m ..... ® |1H-NMR (CDCI3) 5 ppm:

172 1,00-2.20 (5H, m), 3.00-5.10 (15H, m),
/@:‘% 6.40-7.50 (7H, m)
0 .
F . MS(ESI, miz) : 526(M+H)+
-

N»‘N:j 1H-NMR (CDCI3) & ppm:
_ [ :[ 1.00-2.20 (7H, m), 2.90-5.10 (15H, m),
17-3 F J 6.40-7.80 (7H, m)

Z’i@z&o MS(ESI, m/z) : 540(M+H)+
0

N
a0}
(:(} 0 [1H-NMR (CDCI3) 8 pprn:

1.00-2.20 (5H, m), 3.00-5.10 (15H, m),

174 /Q/go 6.40-7.80 (7H, m)
PO MS(ESI, m/z) : 526(N1+H)+

[0499] (S&hEf]18)
TZFNV={[(R) —1— (2—7ua—A4—AVTaRFIXV)NV) —3—AF )NV —1, 2
, 8, 5—ThFeRu~vle]l -1, 4— VT —4—DIVR= NI TV TR —
)
KET. @—ruu—4— Y 7FaRFy7o=)1) — (R) —3—AFNV—2, 3,4, 5
—FroeRa Vel —1, 44—V T —1—A)V) A% /72 (33. Tmg) DT hIt
Fe752 (0. 80mL) IRIRIZ=F NV =AY T FHhT & —h(14. 6mg) ZMZ., =
R TFICLRRERER U, OSSR E RIS TSI TN AT o0~ T 57 4—
(R~ — B =T V) TRERIL, =F v ={[(R) —1— (2—Zur—4
— AV TaRFT R A)V) —3—AF )N —1, 2, 8, 5—ThFeRu~1r[e] -1,
4—V Ty —4—INVR=N])TI VT 'F—R (42, 9mg) 4577,
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[0500]

[0501]

(FEHafI19)
{lR)—1—(Q2—raa—a4—AYTaRXL XV A)V) —3—AFNV—1, 2, 3,5
—T7hoeRarle] —1, 4— VT B —4—HNVAR=NV] T L EER
KAET.=FL={[R)—1— (2—7un—4— AV FaRFI Y ()L) —3—R
FN—1, 2, 3, 5—FThFeFuX el —1,4—VTEE Y —4—HNAR= V] T
Y7 &H#—h(42. Omg) DX /—/L (0. 10mL) &HKIZ5mol /LAKER(LF R A
K¥EW (38. OuL) BNz, ZDRAWEREIR T SRR L2, KB T OIS
W Imol /LI Z M X, LR ERIEIC LT, ZOWIKEEiR=F L Chiti L7z
. FlEE KB IO ATHERL, ({((R)—1—2—rr—4—AY7aR
XL RS AN) —3—AFN—1, 2, 3, 5—TFThFeRu~ Vel -1, 4— V7T EY
¥V —A4—FNVHER=NV) T ERR (39. 3mg) 15T,
(FHaf120)
TFNL={[(R)—1—(2—7mar—4—t T —1—A NV A()V) —3—AF
N—1, 2, 38, 5—ThFeRka~ el -1, 4—VTEE Y —4—INVR=NAV]TI)
}7EH—h

HRT,. =FL={[R) —1— @—TBE—2—20aY' ()) —3—AF )L —
1, 2, 38, 5—FhrFeRu~XVle]l—1, 4— VT ¥ —4—HNVR= V] T Tk
% —h(50. Omg) . B 7Y A () (1. 10mg). 2, 2" —E R (DT x=)LiRAT ¢
J)—1, 1= F7F /(4. 60mg) . kgt v7A(64. 1mg) DMLV (1. 5mL
)RR ZE YUY (12, Oul) AR, Z DR Z 7 V= R T /MR 100
CIT T2 BB L7z, MR EDOREIK AT NAIRL . ARETE TIRML7Z
o BONTZHAERME T T aC MV N T T 870 T 57 o— (B IR :
AP R F V) ICTRERIL, = F L ={[R) —1— (2—/nu—4—t"~Y
V=1 AN AN) =3 AF )N —1, 2, 3, 5—ThFeku~re]l -1, 4
— VT —A—INVR= V] T TEE—R (43, 6mg) BT,
1H-NMR (CDCI3) § ppm:
1.00-1.80 (9H, m), 2.70-5.30 (13H, m), 6.30-7.80 (7H, m)
MS(ESI, m/z) : 513 (M+H) +
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[0502]

[0503]

BRI 1
BNV 2R RS A B

REBLADE . 10mMERDEI VAT VANV RF L RIEMELRRLTZ,

ERV2R B E R BLS W T-CHOMMIK (Packard BioScienceftf#) Z v, %
LAY DOEIV 25 R R T BBt % ["H] —arginine vasopressin (AVP) (P
erkinelmer JapantbB) O#EEITRTBEDDRD T,

iR E Assay buffer (50mM Tris—HCI, 10mM MgCI2, 0. 1%

bovine serum albumin(BSA), pH7. 4) 2 G 24725 H &IZRREL . MfaE
RIS LT, 72, LRV ATFNAANVER U RICGRELZRBL S E IR E
2310nM, 100nM, 1 u M, 10 u MiZ725LE9IZAssay bufferlZ THIRNLFARL=
(DR, RBLAHDOE DREIZBNTH VAT NV ANVEFVRHP0. 5%I072559
FRILT) , M BRI UE (50 1 L) £3nM[°H] —AVP (50 1 L), Assay buffer(
50 u L) R UE- IR E O RER LAWK (50 p L) #MultiScreen 96 well plate
(MilliporeftB) IZ AL T, BESBE L2 A3525°CIZ T, 1RfEA > Fa~X—hL7z,
ZOBEF| AEL ., K& LIzWashing buffer(50mM Tris—HCI, 10mM Mg
Cl2, pH 7. 4)TC3EIEEHL 7=, MultiScreen® # S E724 | Fwellll~v A1
T F —20 (Packard ) ZIRMUBSBE L, v~ 70/ L—R rFL—
av v #—TopCount (Packardt18) 12 THRGHEEATIE L7, MIRTREIZ RT3
5[*H]— AVPOHH: BIFESIIRBLAMORDYICL  MOFEERAVPE TR
M BZLizkskdiz, [PH] — AVPOR:RIGE S E 0% E T8 RB LAY
@%fﬁ%‘fmmﬁkbﬁtﬂb\ TRROFEIZEVRDZKAEIVKIEZ R L, &3R8k
LB DENV 2 BRI DBIAMEDIREEE LTz, BB RE TRiDOFES83ITR
L7z,
V22 AR R B MBI 95 PH] — AVPRE AR AKAEDH H

ERV2RE M B E _EitAssay bulferlC CHRLFAML, ["H]—AVP
DIREHEIEZ S EL , F2D6E DR E (RKE&IREK 100pMA>56000pM) ZAs
say bufferiZ T22>b3RFBRPIEFNUFRL /-, MIABRREIKE (50 1 L) | BIREED
[PH]—AVP(50 1 L), Assay buffer(50 u L) BT u MO EFRAVPHE ZA
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[0504]

[0505]

ssay buffer (50 p L) ZMultiScreen 96 well plate (Milliporett:fl) iIZ AT
RSB RD25°CIT T, 1AL S aX—h 7, BRI L7 iz Lo &y g
DPH] — AVPOZNZ ORI A & (BIE) ZREL , FRED[CH] - AVP
REEICRT IR & (FIE) 2Rk, ZHBIE, FEA AV, Scatchard plot
(ZXOEMTL , KdEZ 7,

[#83]
ﬁ%ﬁf” ERV2EBEISHT IHMEK (nM)
3—1 19. 7
4 61.9
5—2 35.5
5—3 14.0
5—18 27.8
2

BV 252 2D IR T s 3B

TRIOFEZ TREL -V 252 BRI E I BBl oMifnz v, &3
BRAVE W R DRV 2R BRO SR A RBR LT,

RBALAME D AF NV ANVEF Y RIZTIOMMERD IOWEMEL , &2, Assay b
uffer (0. 1% BSA., 20mM HEPES,/Hank’s Balanced Salt Solution. p
H 7. 4)ZH0T, 10fFEBEFRTHIE12EY, 0. InM~10 p MIZ225 X5 7%,
L. 2R BRI,

ENV2EAKIIGEHED1I O THECGSEBAEEIEL, TT =By 77 —8%
JrLCeyclic adenosine 3, 5° —monophosphate (cCAMP) & FEESH B, G
asFATE HE LEIV 2R A KRR IRBS ST LIZLVcAMPE A Z MM Ca®”
FRICEBREEDHILHNTES (Mol. Pharmacol. | 550%, p. 885—890(1996
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[0506]

[0507]

4)), ZOMKINCa™ DRIEE S > THRBLAYITHTDEN 25 B KU
P& ER{bL7, FLIPR CALCIUM ASSAY KIT(Molecular Devicesfl:f!
YERAV, EERBRILAHOKERE (0. InM~10 u M) 2B 5B LA B ERMN
HOMBINCa™" L% FlexStation (Molecular DevicestlB) (2 TRHHL
7o

ABLA®DIntrinsic activity TA) IFAVPIZEBH KRG 1. 00U TH
Lic, Fie, HRBULEHOEC_ fEiZfull agonist TIXAVPIZE DR KBUEE10
0%&ELCHINL, partial agonist TIZZEDRELAW DR AL IEE100%EL T
STz, MBI AW ORI — SUG HBRDB50% DSUGE R EZEC_ fEELT
o RONIEC fli&, ERV2RAEAFERE T HIEMOMEL T, TROK8ATRL
7o
RV 2R AR AE R R B oMl (B RV 2R B K NGasF ATR A B AR
B&E7=HEK293#1) OF S

HEK293#Jld (American Type Culture Collection)#1mM sodium py
ruvate, nonessential amino acids(0. 1mM). streptomycin (100 u g/ mL
). penicillin (Invitrogentl#Y) (100U, mL), 10% fetal calf serum (=J¢H
AR ZFMUT-Eagle’s Minimum Essential Medium(EMEM, Invitrog
entl ) 12 T37°CT5%CO2 incubatorN TH&E LTz, N7V AT /v av (i, co
nfluentiZ L MINRZ AV CHIA D E 25 $72\0 EEEEMEM 12T1x10° cells
/ mLIZHI Rz Bl Opti—MEM I Reduced Serum Medium (Inv
itrogenthB) IZ TH WL 72pCl—neo, hV2, GasFATE HEEZa—NT D8I T
AL EL 7% — (pLEC—Ggs5, LiveWare, Molecular Devicesfl:#1)
& O'Lipofectamine2000 (Invitrogentl#Y) Z il fBIk I IBFI 322 LI TIT
Ipote, NIV ATxvavt, 2HR, 5%C0O2 incubatorN T LMl (Ek
V2R AR KR PGask AT R HE 2 HESEHEK293#l) %, ez g /E
FmegB AoMnE L TRV, BRBILAB OV, #, EiEpCl—neo,/ hV
2TCRENDENV 2R BERREH T TAINART Z—i, LT OFEICTERILTZ,
ENV2RBERREL S FTAIRA 72— DR
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BRI Sietotal RNA #SuperScript II RNase H Reverse Transcript
ase (Invitrogenft ) R A VIdTIZTHEEREL, cDNATAT 7Y —2AERILTZ,
ZDcDNATGATF) — %LU T, FRROElFI% 5155312 "LzForward pri
mer, FraDALHIE 54035612 /RUTzReverse primer THENOMAEDOEE
L. pfu DNA polymerase (Stratagenetl:#l) 2 AV \=PCREUSZEVERV2
BAET—NTHDNAW A AR L, ZOMESN-DNAW Hh &ora—=7
A7 FAIR 72— pCR—Blunt (InvitrogenflL&l) 22 D% hOIE AL ITHET
TIAF—av iz, ZOTAY —a FEEME HRICEV KIBETOP10 (Invitrog
enthBY) [CEA L, IWEEHRRE T~ AT 50 ug/ mLEALBERE TR
RUTz, R D 1 DZ AL BR; HUZ THIFHES -, 72 —ZHH SR,
TR H—%A| REEREcOoRIIZ TEIBTLDNA Wiy 285372, — 77, PR BLT
FAIRARYZ—THBpCl—neo (PromegathBl) % il (REE R ECORIIZ THIKTL, H
C.IA7 —arBhlED7=HIZCalf intestinal alkaline phosphatasefLER% Jifi
L7z, ZOpCl—neod LECEcoRITIMNZ LV B LI 7ZDNAK /2 Quick Ligation

Kit(New England BioLabst:f)IZX0T7A47 —ar Ui, HikIZLZ DT A
T —ar EWERIBETOPLIOICE AL ., WEEESE 7 Y100 g
/' mLEALBEREHIC GRIRUT., ZOBEIHED 1 D2 WAL BE; HZ THY
RsH, X7 - ERL T, ZORTE—D N TFra—= A NI AS
NI=DNAWTF O BB 5% 1 ~7-2Z25, GenBank /EMBLT —#~\—2X|ZAcc
ession No. AF030626LL TREIN TWAEIN 2 FIKE—FK LTz, ZOERNV2
SRERBL T FAIN AR 2 —%pCl—neo, hV2LLTz,

[0508] AcFFES1 AGTCCGCACATCACCTCCAG
Fi%FEE2 ATGCTCATGGCGTCCACCAC
fii5% 53 GCCCTCAGAACACCTGC
fii5% 54 GCTCCTCACGATGAAGTGTC
Fi%%E 55 GCAAGACACCCAACAGCTCC
Fi%%E 56 GCTGAGCTTCTCAAAGCCTCT

[0509] [3%84]
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HRIEAM | ERV2REHNRER A
Ex.No. EC50(nM)
3—1 9. 4 0. 59
3—6 15. 4 0.93
a4 16.0 0. 75
5—2 7.3 0. 71
' 5-3 9. 1 0. 48
5—4 27.6 0. 49
5—5 24.9 0. 83
5—6 17.3 0.92
5—11 8.6 0.75
5—12 6.5 0. 79
5—15 9.1 0. 71
5—18 2.2 0. 89
5—19 15. 6 0.57

[0510] #BRMI3
PUFI PR 38R — BRI TR RV TR T > M V2 ARR B EATTRIR 0
DHURRAE el aR
KRR AR IRS 2L T AVPIR E R 5203 Sh T
% (J. Endocrinol. | Vol. 141, pp. 59—67(1994)), Angchanpenb® 5 (
Br. J. Pharmacol. ., Vol. 93, pp. 151 —155(1988)) IZFt#D FIEITHEL T,
FIRIREIFEFE L 12Ty Mt 2R LA ORI R B ZRBR L=,
RBALAME T AT NVAVEFVRIZT, 10mMERDIHFHML | BRIV,
HEPESDT» k (200—400g) IZ%F L, Inactin (Sigmath#4) 100 mg,keZ ke
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[0511]

[0512]

PCT/JP2006/305820

NE 5T HZLICIOBREEL . ROT, KB =a—L, FfERY =2 —1 | B =
2=V R OKBEEIRY =2 —L 2/ A LT, [KREERIK (0. 3% NaCl, 0. 83%

glucose) & KBEEHIRD>HIML, hourlZ TAY 72— al Uiz, 10557 LITHERE
H=a—L IR REEZREL . RE 0L E LR AT, IR ==
—L b ER LB b &%, 10 1 g/ kg2 D58 5. LT, VehiclelZO.
3% VAFNANVFEFVR saline® AL, B5RI302HICEIT5105 FR
HOTV-HEE R GHIE(0%) LU, BRBR{LEWRE%. REZ105TEICHEL
o FIRIRAVER L, RBL A2 5T LVBN =& SR 0O R BITH 53
DR AFTA%) ELTHRIM U, F2, ARBGRIZIBWT, vehicle SR DR &
DEKRBDHRIL—20% ThHo7eZ i b, RBLA M E5% . REOBD FH1RR
BALA DB ERIDOMED — 20% £ TRAE TR % | KRR OfRIEEL T
RHULTz, & % ORBRFERE LT DORK8SITRLE,

[#85]

REBIELED bl R xh R
Ex. No. (REHDFE) R

(EHERDE) 0.0 _
3—1 —88. 7% 804>
5—2 —83. 9% 5043
5—4 —90. 4% 804>
5—5 —89. 4% 904>

LR THEALZEEEIZLL T OB THS,

AVP: TIF= XLy

[PH]—AVP: NF Y AT~ LS FLvi

HEPES:4— (2—EREF I F)V) —1—ERTVLTH L R)VIR TR

HEK:human embryonic kidney

Tris:2—73/—2—bRFafi AF )V —1, 3= U4 — /v

CHO:Chinese hamster ovary cell



WO 2006/104008 217 PCT/JP2006/305820

[0513]

[0514]

[0515]

AER B4

(Rt MERER)

ULV (1. 5g/kg, K FEE) ICKRE N =a—V | HHIRY =2 —L &
L7z HEPESDZ v b (250 — 300g) 1263 L T, #&5-B2310mg,/kgll/2585,
RBR AL B OREEN A LURBL IR =2 — L2 biR 5 LTz, 1R
DORGBBIER CEREHIWIL 72, TOMRIIHE6DFEYTHY, L HliTBHIS T
AR A OBRIEDIRE R RBS I,

[#%86]
HAB{LEY
Ex. No. ECH
5—2 02
5—4 02
5—5 02
PEZE L ORI H wREME

AFEHIOHTHE — R (A) TRENDEA DT, FIZIT, V2R ERRE AR E
FOV2REARIBEAE R RERBRIZIW TR RN 2R AR E R 2R Uiz,
Zhil, ARHOHTFE— A (A) TRENDEEHIT. REZABIKTSEDZ
EBRTED, XD AREPIORTRL R (A) TRINI LWL, AMEMICE
IRT a7 4= OFRIRIEN, MEHE VIR TR RT3 T4V T T RR T
TERZRL., Hx pgbRIES . RERGIHmMARRIA A THY, BUR, RIS,
BRAE, "PARVEIRAAE ., AMIBHR . B ARFAEMEHL, AR, 742 TANT TR
A SERBSUIBR R ML MR RERRE E DI EIIL T RAILL THBE TH D,
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R'BEUR R, ZROBEA L TCWB R T — o> TEERRA T I HEH
R 25, B, R'BIUR S, ZHERAMNIL T, BLF®a) ~o) :

a) KRBT,
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n) —M'—CONR"R", ¥/t

o) —MI—NRIZ—SOZRI?"C“E%D ;

MUEC  TAFLVIETHY;

RUARIATEIIIC  TARNETHY;

RYERURS, ZRDBREAL TOBR T-L— IR o TIRRAT I EE M5
H, B, RPRURP S, 2R EHSIL T, LT Da) ~i) :
a) KRBT

b) CG_IOTU—/I/%\

c) C1_77’/1/r¥/1/%\

dEREXV(C_TAxV) &,

e)C _Tnaxv(C _TxV)

DATaTY—V(C TAFN)

g)C,_ TV—N(C TN,

h) —M’—CONR"R", ¥t

i) =M"—NR"’SO R'"Céb;

MIEC T AFLEETHY;

RUY“BRURH, ZNbBEAL TOBR T-L— 2> TIRERAT L B2 MR T 5
A, BV EL RYRURA, MSZL T, BUF Da) ~1) :

a) KK T

b) C1_77’/1/ﬂe/1/%\

c)eRuFxy (01_77/v3e/1/) .

dC _Tnaxy(C  TAxV)E,

e) ~TFTuaTY—L (Cl_77’/1/ﬂwlz) . F2iX

NC__ TV TAxMETHY;
RIARFTEIC  TARNETHY;

REIC TAFNIETHY;

R, LU Fda) ~g) :

a) KFH T
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b) C1_77’/1/=3E/1/%\

ceRFuX (C _ TFN) 2,

dC _Traxv(C_TNFNLV) .

e)C_ TU—=N(C _THAxNV)E,

f) —M'—CONR"R” (1, M, R*BIURPIZHTFEEFUEKEL D) E213
g) —M'—COOR" (&', M' R URMIFFFREERAUEKED D) THY;
R, L FDa)~d):

a) KR T

b) ~Na s T

o) KEREL, ¥721%

AC_ TAaFVETHY;

R R°RURIZ, 22U T, B FDa)~0)

a) KT~

b) N U R

c)C _ TIVFIVE,

e)Cl_e’}’/l/:iﬂE“/%\ F2iX

D e (C1_77’/1/ﬂ%/1/) ETHY;

R, BAFDa) ~c) :

a) —fkX

k2]

™~
)

X, BBiZ~T a7 V=V EFIIIERA T/ ETHD) TRENDE,
b) — =
k3]



WO 2006/104008 221 PCT/JP2006/305820

™~
9

K RCIHC, TV ATy 7uT VR NEFIGEIA~TUT ) VT
D) TREINDE, F21T
c) —M’—R"'"CHY;
MYFHE R, —O—, —C(CH) —F/2i3—CF —Thb;
R™Z, L FDa)~e):
a) KRBT
b) a7 T
c) C1_77/1/r3wl/%\
d e (C TAFNV) e FieiE
e)ERa¥y (C1_77’/1/ﬂwl/) ETHY;
Yid, NEZXCHTHY
* BN KB T IIRELE 2 IS E D R BIH T ELITENLBIRALZ
RBIR T 2R TRINDVV T FEREITZ OB FHIFFAESNDH, 8
W ENOLDO T uRT v,
[2] k BPAENTRFBIE T2, — A (A—1):
[fk4]

X J N R (A
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TRINDIUMBLE THD, i REALFEHRO VLV T FHERE2 3L OIKHTFHYIFF
AENDH, N FEhbOTarRF v,

3]  REKBIRT CTH5. fRELEIZ2RROVL T HEM 132 O IRBFIIC
FFRASNDH, W ThboD T uRIv 7,

[4] R RURDPARET TS, #RELI~3OVFIAIEICRROVL 7 HERE
7232 DI FHNCTIRSNDHE, B EhoDTuRFy T,

(5]  REAKERTEIN T VT THE, #REAL~ 40T s BEICEERO YL
T HEREIT T OEIEIICFFASNOE, BVIENLD T BRIy,

[6]  R#C_TARNETHD, HRAL~EOVTIH LAICTROYL 7 #HE Ik E
123 OB FHTTFESNDH, BNIIENLDOTuRT T,

71 R, UTFda)~c):

a) KT

b) "NV 2

) r(C TAFN)ETHD, FRAL~6DWT IO THICHROTL T HH
HREIZIZZ DI FHITTFRSNDOE, HWFENODT R Ty,

(8]  RBARFVETC_TARNE ~0(C_ TAFME C TAadvk,
ERBXC  TAFAVEBLUC TAaxy (C TRV oS T
REND1~ADETRPBEHRSNTOTHINFREDOH
[fL5]
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[12]

[13]
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e o D 0y
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POBRENDVT DR, C Traxvik eFaxy (C Traxy) i %
Tidnm(C - TAaF) ETHS, FRHELI~TOWT O VRICREEDO TV TH
EREIIZF DI FHNFIAINDE, BNIENODTuRT 7,
HRHLI~TOWT I LIS OVL T HEREIT OB FPITTAESN
B NI ENDLDOT R Ty S BB ELCHR T DB,
HREL~TOWT A VRGOV THER 37 OB LIRS
D, BWIENLD TR Ty T E RS EL TER TDE2BT N F =Y
PAS DL NI

FHRELI~TOWN TN THICERE DOV VT FHEARE/2I1TZ DI FITFFRSh
DL, BT ENLDT R Ty T B R RS ELTEA T TR R FRED T8
T ITTRRA,

HEREL~TOWT A VRIZFERHOVL THEREITZ DI EHITIES L
B T ENDDOT uR Ty S BB ELTEHER THEMBERO T E72i%
1B,

HRHLI~TOWT I VIR OV L THEREITZ OB FPIITTASN
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XL IR FIRE D T BA £ 3R R DRSS & BIE T 2720 0, F5REL~TD
WP VRIS OV 7 FHER E 132 OB HICTIASNAHE, BWiZE
NoD7TaRIy 7 OfEHR,

BEBRR D F B £ 3R A OB 2 BEE T 5720 D, F5RHLI~7TDNT
N VEICREHO VL THER T2 OB EMCHFARINDE, WizEhd
DTaRZy 7 OfE,

BIRIED T B ET 1308 A O BEIM B % BE T 5720 0, FERHE1I~TOVTh
PLEICERBOUL 7 FHERE L C OB PRSI NOE, ZWIZEh b0
TuRTy 7 OER,

Mt (A) 3 RIE1~7OWT I 1B R OTL 7 EHER T 72137 DOIKF 71
ICHFRENAH, VNI ENODTuR Ty BIUEYHE (B) 28T LF =08
TLo L R BRNEENFE LIS O TP R AE IR 3E . & BB IR IB BRI LUK IR
SEVR I DR D LVBINSN DD 72 LB 1D IR AL A B TR HEIKM
H,

YR (A) FEREL~TOWTNLLTEIZTEH OV 7T BRE2 137 OB
ICHFRENAH, HWNIZENDDTuR Ty BILUEYHE (B) o LEKZK, Hiz)
VIR, VI ARBNEK, SRR, T T U R UK FIBER, T AEREK, K-
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IRE (A) FHSREL~TOWT N VHICTEROTL 7 HEAR T/ 137 DI P
ICFRSNDH, BV ENLD T uR Ty 7| BLOEMRE (B) 287 V¥ =23
TLo L R RNEBFE LIS O T M R AASE TR BE . & BB IR BRI L UMKIR
FEIBIRIED DR DRELVRIREN D D7 LH 1RO KA AR Bl 5322 Lh b7
%, WRIED TR EI- 1 3IRRIT I,
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It (A) 3 RIE1~7OWT I 1B ERHROTL 7B T2 137 DOIKF 71
ICFFRSNAHE., NI ENOLD TN Ty 7| BIUOEWEE (B) o LEWZK, 1Y
VIR, VI ARBNEK, SRR, 7L T T U R UK FIBER, h T AEREK, K-
FYRNVA =TT — WMEMREIHIF, BB, TeF L a)axT I7—PHE
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