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(57) Abstract: A compound represented by the general
formula (I-0): (I-0) (wherein the symbols are as defined

(I-O) in the description), a salt thereof, N-oxide form thereof,

or solvate thereof, or a prodrug of any of these; and a
medicinal use of these. The compound has CXCR4 an-
tagonistic activity and is hence useful, e.g., as a preven-
tive and/or therapeutic agent for CXCR4-mediated dis-
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eases, e.g., inflammatory/immunologic diseases (e.g., articular rheumatism, arthritis, retinopathy, pulmonary fibrosis, and rejection
reactions against transplanted organs), allergic diseases, infectious diseases (e.g., human immunodeficiency virus infection and ac-
quired immunological deficiency syndrome), mental/nervous diseases, brain diseases, cardiac/vascular diseases, metabolic diseases,
and carcinomatous diseases (e.g., cancers and cancer metastasis), or as an agent for regenerative medicine.
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ANVAFN) RUAFTIR; (8) 4— [ (9—v 7~ —3, 9—
UTHAER [5. 5] yTH—3—AN) AFN] —N, N—E2R (1
H—AIFS—N—2—AVAF)N) RUXFTIFR; (9) 4— {[8— (V¥
Ja~FYVNVAFN) —2, 8—=VUTTFA¥Ee [4. 5] TH—2—4]
AFn} =N, N—=ER (LH—AIFY—N—2 A VRAFN) _XUXT
IF; (10) 4— { [8— (WIRTREAAFA) —2, 8—UTHX
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vre [4. 5] Th—2—A4] AFA} —N, N—EX (1H—A3IF/
== 2—ANWATFN) RUAFTIFR; (11) 4—{[8— (Vru~y
FINAFNA) —2, 8§—=V7HREE [4. 5] FhH—2—AN] AF N}

—N, N—EFRX (1H-AIFY =2 )VAF)N) RUXTIR; (1
2) N, N—=EYRX (1H-AIFY~N—2—ANVAFN) —4— { [8—
(2—FZ=)WAFN) —2, 8—UTHREE [4. 5] FH—2—A)]
AFN} RUX7IF; (13) N, N—FX (I1H—/IFY—n—2—
ANAFN) —4— { [8— (3—FxZ=VAFN) —2, 8—VUTHFRY
2[4, Bl TH—2—AN] AFN} RUXTIFR; (14) 4— {[8
— (3—=TnFuaxvPr) —2, 8—VT7HFAR [4. 5] Fh—2—
AN] AFN} =N, N—ER (1H~AIFS—N—=2—A )V AF)N) R
YATIF; (15) 4— {[8— (4—TAduaxrPr) —2, 8-V
T¥ERER [4. 5] Th—2—AN] AFn} —N, N—tvR (1H—~4
IFS—N—=2—ANVAFN) RUXTIF; (16) N— (1H—R_VY
AIBFS—N—2~ANAFN) —4— [ (8—vZ7u~Fi)l—2, 8§—
UT7HFAER [4. 5] TH—2—A4N) AFN] —N— (1H—AIF
—N—2—ANWAFN) RUATIR; (17) N— (1H-R_VJAIF
== 2—=ANWVAFN) —N— {4— [ (8—vImu~FIN—2, 8—
DTPRER [4. 5] FTH—2—AN) AFAN] RUXy 1} —1H—A
IS —AN—2—HNAARFYIF; (18) 4— [ (8= 7 uF—
2, 8—UT¥A¥n [4. 5] Fh—2—A1) AFN] —N, N—FE X
(LH=—AIFZS—N—2—ANVRAFN) XRUXTIF; (19) N, N—
PR (LH—AIFS—N—2—ANVAFNL) —4— { [8— (2—FTF
WRAFA) —2, 8—UT7FRAER [4. 5] TH—2—A)V] AFN} N
YATIF; (20) 4— [ (8= Z7u~n’Fir—2, §—V7¥FRER
[4. 5] FH—2—AN) AFA] =N, N=¥x (1H—AIF/ 1
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—2—ANAFN) RUXFTIN; (21) 4— {[8— (2, 3—Yt R
R—1H—-A YTy ~—2—4N) —2, 8=UT7¥AER [4. 5] FhH—
2—AN] AFN} =N, N—=FR (1H—A IFZV —N—2—ALRAFN)
NUXTIR; (22) 4A— [ (8—yZurdFr—2, 8§—V7¥Frrnm
[4. 8] Fh—2—4A1N) AFN] =N, N—FR (1H—-AIF¥/—n
—2—ANVAFN) XRUATIF,; (23) N, N—EX (LH—A4I¥Y
—N=2—ANAFN) —4— [ (88— IV TFN—2, 8—VTH¥FRAERE
[4. Bl TH—2—AN) AFN] RUXTIF; (24) 4— [ (2—
vVrunEFia—2, 8—UF7FRAVYRE [4. 5] FH—-8—A/N) AF)N]
—N, N=ERX (1H=AIFS—N—2—ANVAFN) —2—AFA
X7IR; (25) N, N=FR (LH—AIF/S—NAN—2—AVRAFN)

—4—{ [8— (B—AFN—2—=TFr—1—AN) —2, 8—VFH¥X
e [4. 5] Fh—2—A4N] AFL} RUXTIFR; (26) 4— {[8
— (2—=FNTFN) —2, 8—VTVRER [4. 5] Fh—2—A1]
AFN} =N, N—ER (1H-AIFIS—NV—2—A)VAF)) RUXT
IF; (27) N, N—EBX (1H-AIFS—N—2—AVAFN) —4
~ ({8= [ (8=RAFN—2—Fx=) AFN] —2, 8§—VUTHFAE
" [4. B]1 TH—2—AN} AFN) XRURATIF; (28) 4— {[8
— (l—=FA7ur’)n) —2, 8—V7¥A¥nu [4. 5] THh—2—4
W] AFn} —N, N—ERX (1H-AIFS——2—AfVAF)N) R
ATIF; (29) N, N-EX (1H—AIFY~/V—2—AILVAFN)

—4— ({(8=— [ (B—RAFN—2~Fx=) AFN] —2, 8—VU7F
Avw [4. BITH—2—AN} AFN) RUAXTIFR; (30) 4— ({8
— [ (5—Zuvp—2—Fx=)) AFN] —2, 8—V7VR¥u [4.

5] FhH—2—AN} AFN) —N, N—FR (1H—AIFS—n—2—
ARAFN) RUXFIF; (31) 4— [ (8—vrn~Fyn—2, 8

107



10

15

20

25

WO 2006/022454 PCT/JP2005/016066

—VUT7HFAER [4. 5] FThH—2—4n) AFN] —N, N—EX (1H
—AIFS =N =2 —ANAFL) —2—RAFFIRUITIN: (32)

1—{4— [ (8=vZu~Fi—2, 8—UT7¥RVERr [4. 5] FF
—2—ANV) AFNV] T==pt =N, N—tR (1H—A &Y —n—2
—ANVAFN) AFZTIv; (838) 3—Zuvu—4— [ (8—v 7~
FUN—2, 8—VUTFRERE [4. 5] TH—2—AN) AFN] —N,

N—ERXR (IH-AIF/—NV—2—A )L AFN) RUIXTIR; (34)

4~ [ (8=vruFrFnN—2, 8—V7HFAu [4. 5] Fh—2—
AN) AFN] =N, N—FR (LH-—AIFYS—N—2—ANLAF)) R
YATIF; (85) 1—{4— [ (8= Zu~Fi—2, §—U7H
xem[4.5]?ﬁ—2—4w)wwﬁ:w]7a:w}—N;N—ex
(LH—AIFY~N—2—ANVAFN) AFZTI; (86) 4— [ (7
—vra~nFFNL—2, T—VF7HFRAER [3., 5] JF—2—41) AF
V] =N, N—=EX (1H—Af IFS V=2 —AJLAFNL) RUXFT IR,
(87) (2E) —3— {4— [ (8= 7u~%iN—2, 8—UTHX
ve [4. 5] TH—2—A)N) AFN] ==} —N, N—tX (1H
~AIFV = N—=2 A NVAFN) TZIALTINR; (838) 3—{4—[(8
—~ra~FYN—2, 8—UT7¥RYE [4. 5] FH—2—4N) AF
V] Zz= =N, N—ERX (1H—A IFS~N—2—ANVAFN) 7
2RCTIR; (89) 4—{[8— (I uTFArFn) —2, 8~
THREE [4. 5] FH—-2—AA] AFL} —N, N—tX (1H—1
RFS—=N—=2—ANVAFN) RUXTIVN; (40) 4— [ ({F5R
—4— [ RV (Frr) I vrZa~Fint TI)) AFNL]

—N, N—=FX (LH—AIFS—=N—2 =L NRAFN) RVATIFK: (4
1) 4= L ({FZvR—4— [V Imr~FPN (=FN) TI] v 7w
~FYNY TRJ) AFAT =N, N—ER (1H—A ¥V~ 2~
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WAFN) RUXATIF; (42) 4— ({[4— (3, 4—YEeFr—-2
(LH) —A4Yx/ V=) vru~di] I} AFA) —N, N—
EX (1H—AIFY—N—2—A)VAF)) _RUATIR; (43) N,

N—ERX (IH-AIFY—N—2~AVAFN) —4— ({ [4— (1—
ERY Vo) vrunFiN] T AFN) RUXTIR; (44)

4— ({[4— (1 =TER=n) v7u~k ] 77} AFL) —N,

N—ERX (ILH-AIFY—N—2~fVAFNL) RUATIK; (45)

4— ({[FovR—4— 7u~FPATI) r7u~Fn] 73
Y AFN) =N, N—ERX (LH—A IFV—— 2~ )LAF)) R
ATIR; (46) N— (LH-RVSAIFS =2 = JVAF)N) —
4— [ ({(rovr—4— [TZunF i (Fabn) 73] v~
XN} TI) AFN] —N— (LH=AIFS~V—2—AIVAFN)

RUATIR; (47) 4— L ({FFrR—4— [ (1—x=FATutbn)
(Fr¥'n) 7] vra~k vt 7)) AFA] —N, N—tvX (1
H—AIFS—N—2—ANVAFN) RUXTIVF; (48) 4— { [ {F
SUA—4— [ru~Figr (Furn) 7] yra~Fion) (R
FN) TX)] AFA} =N, N—FR (1LH—AIFS——2— (LA
Fn) XRUXTIR; (49) 4— { [ {FFvR—4— [vFua~Fn
(Favrn) ¥I2] vyru~xint (=Fa) 7] AFA) —N,

N—ERX (LH-AIFS—N—=2—AVAF)N) RUXTIF; (50)

A—A{ [ {FovR=4— [¥Iu~FUN (Fubn) 7I/] vra~
Fvl (Fmen) ¥I] AFAY —N, N—EX (1H—A IFY—
W—=2—ANAFN) RUXTIR; (51) 4— {[{FFVR—4— [V
ra~Fi) (Fuvir) 7] e~k (2—k RFefios
W) TI] AFN} =N, N—FRX (LH—AIFS—NV—2—AVAF
) RURTIR; (52) 4- [[({FFvr—4— [ (1—=FL7m
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EN) (2—kRuFdxzFiu) 73] e~ 7)) AFN]
~N, N—FX (LH—AIFS—=N—2—A AAFNL) RUIXTIR; (5
8) 4— ({[FSvRr—4— (FurEATI)) YZr~AFIA] 7
Y AFA) =N, N—tR (1H~AIFS—V—2—~A)VAF)N) —2
—~ARFRIRUXTIR; (54) 3—Zuvuu—4— ({[FFrR—4—
TN TR)) vru~FUN] T AFN) —N, N—F2 (1
H—A IF=N=2—AVAFN) RUATIF; (55) 4— ({[4
— (1=7YH=L) yrua~FPL] 73} AFA) =N, N—¥v2x (1
H—f IFZ/—NV—=2—=AVAFN) RUATIFK; (56) 4— ({[4
— (1=7YHh=nN) vru~Fi V] 7/} AFA) —N, N—ER (1
H—A IF/—N=2—AVRAFN) RXFTIF; (57) 4— ({[ (1
=7 aA~NTFN—4 —EXY =) AFN] T AFN) —N, N
—EX (LH-—AIFY—N—2 A NAFL) RUITIR,; (58) 4
— ({[4— WFmrENTI)) TFN] T} AFL) —N, N—F
AZA(IH—AIFS—N—2—ANRAFA) XU AXTIR; (59) 4— ({[3
— (VTFATR ) Tuen] T/} AFA) —N, N—EX (1H—
AIFS—=N—=2—~ANAFN) RUXTIF; (60) 4— ({[5— (¥
FrENVT X)) XFA] T AFN) =N, N—ER (1H—A1 3
HS == 2—AVAFN) RUXTIVN; (61) 4— ({4— [ (7
TELTI)) AFA] —1—RYTP=1} AF) —N, N—FEX (1
H—A IF/S V=2 —ANVAFNL) RUITIF; (62) 4— ({[4
— (PTRENTR ) vru~kI L] T AFA) —N, N—EX
(LH—AIFS—N—=2—AVAFN) RUXTIFR; (63) 4— ({[3
— (PTuenrr7)) FrEA] T} AFA) —N, N—EX (1H
—fIFSN—2— A NAFA) RUOXFTIR; (64) 4— [ (2—R
YUN—2, 9-VUTFRER [5. 5] UVYFH~9—A1L) AFA] —
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N, N—EFRXR (1H-AIFS—N—2—A NV AFN) RUIAFIF; (6
5) 4— [ (2= Zmr~FI—2, 9-UT7HFRER [5. 5] vF
H—=9—AN) AFN] =N, N—FR (LH—AIFYV—nN—2—A LR
FN) RUVXTIR; (66) 2— [4— (YFubnrr)) 7FL] —
N, N—ER2 (1H-AIFS =N~ 2—AWRAFN) —1, 2, 3, 4—
FRIE R —6~—AYF )V ANRFTHIR; (67) N—[4— ({[4
— (AT ) TFA] T} AFN) _RUPL] —N— (1H
—AIFS =2 A NAFN) —1H—A IFV == 2 —HARFH
IF; (68) 4— ({[4— (Fur A7) TFA] TI ) AF
NV) =N, N—=FRX (1H—AIFS =2 =LV AFN) RSB R
BRYTIF, ZOE, TON—F%T RES L IZTOBERYE i3
bOTa RTy TERFTOND,
BbiFELWMEEHE LT, P, 4— ({[4— ¥7eErT7
J) TFN) TR} AFN) —N, N—tvRX (1H-AIFY—nr—2—
ANVAFN) RUXTIF (k& 10) . 4— ({([8— (PFTFATI
J) FTavn] 7)) AFN) —N, N—tER (1H—A &Y —1—2
—ANVAFN) RUXFIF ({bEdm11) . 4— ({[65— (PFurn
7)) XUFA] TV} AFN) =N, N—EX (1H—Af ¥/ —n
—2—ANVAFN) RUATIF (fbkdWw11—2) ( 4— ({4— [ (¥
TuviNT /) AFNV] —1 -y V=) AF)) —N, N—EX (1
H—AXIFSN—2—ANVAFN) RUXTIFK (kA1 1-3) . 4
— ({([4— (WFuErTI)) ¥Zu~kI ] 73} AF)L) —N,
N—ER (LH=AIF/S =24 VAFN) RUXTIF (ka1
1—4) ., 4— ({[83— (FuEATI)) FurEr] T/} AFN)
—N, N—EX (LH-—A IFY == 2= NVAFN) RUAXTIF (L
B11—-10) . 4— [ (2—_0Pn—2, 9—U7FxEE [5. 5]
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DOTFH—9—AN) AFN] —N, N—tR (1H=—AIFY/—L—2—
ANVAFN) RUZXTIR (ka1 1—-17) , 4— [ (2—vJu~kx
V=2, 9-VTYPRA¥r [5. 5] yUTFTH—-9—AN) AFA] —N,
N—ER (1H—AIFV—N—2—A)VAF)N) RUIXTIF (LAl
1—-18) . 2—[4— (¥Far’rr7/) 7FA4] —N, N—t'X (1
H—AIF/—N—2—ANVRAFN) —1, 2, 3, 4—FT+5k Fu—6
—A VXV HNRFFIN (EW15) N— [4— ({[4— (¥
TRENTI)) TFN] T AFA) RUPL] —N— (1H—A 3
B —=N—2—ANAFN) —1H—A IFV—N—2—=H VR K (b
EW19) . 4— (([4— FubnrI)) TFA] I} AFN)
~N, N—FX (1LH—~AIFS—N—2—ANAFN) RPLUANLKY
TIR ({LEW38) 4— [ ({FFR—4— [¥Z7unFin (Fu
v) 7] vrunFivt 7)) AFN] =N, N—ER (1H—
AIFY=N=2 A NRAFN) RUAXTIF ((kEW4A3—4). 4~ [(2
—vra~F—2, 8—UT7¥FRYE (4. 5] FTH—8—A/N) AF
NV =N, N—=tX (ILH—AIFS~N—2—ANVRAFNL) RUIF7IF
eeda9—1) . 4— [ (8= Zu~FI -2, 8—VUT7¥AER
[4. 5] FH—2—AN) AFN] —N, N—t R (1H—AIF¥V—n
—2—ANAFN) NURXTIFR (kEW49—-2) . 4— [ (2—v7nm
ANFUN—2, 8—VTFAYL [4. 5] FH—-8—A/) AFNL] —N,
N—ER (1H=AIFS—N=2 A NAFN) RUATIK (LAEW5
0—92), 4— [ (8—vZu~FinN—2, §—V7¥FRtn [4. 5]
FH—2—AN) AFN] =N, N—F2 (1H—AIFS——2—1 )L
AFN) RUXTIFR ((bkEW50—95) . N, N—v2x (1H—A 3%
S—=N—=2—ANVAFN) —4— { [8— (2—FxZ=VLAFN) —2, 8
—VT¥RER [4. 5] FH—2—AN] AFA} RUXT IR (kAW
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50—29) . N— (LH-RUVYAIFYS—N—2~AVAFN) —4—
[ (8=vZu~FinN—2, 8—VF7¥REr [4. 5] THh—2—A1)
AFN] —=N— (LH—A IFS—N—~2 = NVAFN) RUXT7TIFR (fL
AM50—388),4—[(8—vru~TFFAL—2, 8—VU7F2¥nr [4.
51 TH—2—4N) AFNL] =N, N—ERX (1H-AIFY/—n—2—
ANVAFN) RUXTIN (bLEHWS50—49) | N, N—EX (1H—A
IS =2 —ANVAFN) —4— ({8— [ (83— AFN—2—Fx=
) AFA] —2, 8—VTFERPE [4. 5] Fh—2—A N} AFL)

RUATIFR (LA W50—78) . 4— { [8— (1—=FAFutn)

—2, 8—VT7T¥RYER [4. 5] FA—2—AN] AFN} —N, N—F
A (IH=AIFS=N—=2—AVAFN) RUXTIF ((LEW50—8
1), 4= [ ({FFvR—4— [RUPNV (Fub’V) 7] vrr~
XNt 7)) AFA] =N, N—=FR (1H—AIFS—n—2—1 )L
AFN) ROZXTFIRN (fkEW50—1) . 4— ({[4— (1=7TER=
Ny vrua~EyvN] T/ AFL) —N, N—tvR (LH—(IF/—
W=2—ANWVRAFN)RVXTIRLEME0—1 9. bEW50—-20).
N— (LH-R_UYAIFS—N—2—ANVAFN) —4— [ ({FFUR
—4— [Z7u~FIn (Frbn) TI)] YZua~kEinl 7)) A
FA] —N— (LH—A IFYV == 22— NAFN) RUXTIF (L&
W50—389) , 4— [ ({pFvA—4— [ (1 —x=FATr¥N) (F
nbe) TI] vru~kFyal 7)) AFA] —N, N—EX (1H
—AIF N2 —=ANVAFN) XUXTIR ((bka#W50—41) | 4
—{[{bFvR—4— [¥7u~"FPN (Frbr) 7] vra~F
vt (AFA) T AFNP —N, N—EX (1LH—A IFY——
2—ANWAFN) ROZATIF ((bkews50—67) . 4— { [{FFUR

—4— [vr7u~Fi N (Fu)y) 7] vrue~Fl (2—kF
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nEFTFA) TI/] AFA =N, N—EX (LH-AIFY—n—2
—ANVAFN) RUATIF (BEW50—-103) . 4— [ ({FFvx
—4—[ (1—=FA7rEL) (2—t FrFLIFL) 7] v
&NV TR) AFA] —N, N—ERX (1H-AIFS—1—2—A
5 NVAFL) SUATIF (EA#50-105) | TOH, TON—F%
FES LIZZ0BRBEMMEiZTh b7 n R7 v JERET b5,
[(ARALE M OREE]
—HR (1 —0) TRENBARBLAYIL, AHOFE, FlzE UTF
ICART R, FRANCERSR L TES D W0E, a v eaArv T - —F=
100 v7+ FIUVARTF—A—L 3 X (Comprehensive Organic
Transformations:A Guide to Functional Group Preparations, % 2 hi()
(Richard C.Larock®. John Wiley & Sons Inc, 1999) IZiB# S /- FiE%
FEERRL AR ETHAVWSZ EICE WV EETAZ LNTE D, 2B,
LI OFFEEHFIEICBNT, FEMLEMmITE L LTHVWThH X, 20k )
15 REELTE AELAE—BR (I1-0) OB LTERLEBOBIANS
nd,
—RK (I —0) TRINDABAEWD S B, === B—EREa R
Pl. DRERREFERPLL, »pOGRIAR=VEERDTEY, T/
PHL—RE (I —A)

(o)
.
A N E—L—J (1-A)

|
2
20 Az/B

G, TR TOREIFATRR L R CEkERDT, )
TREnAfEEmIE. — &KX (2)
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A'—p!
\ 2
NH (2)
A2—p?

(HHF, TRNTORBIIATRRE F LR ERDT, )

TREINS e e —iK (3)
O

J§ (3)
w E—1—J°
KA, WikkBEEZIXEREFE2RDL, OT IR LR UERS

#£bHT, )
TRENDEEWET I FIERISIZF L, EBIHRICL Y, REEOBER
LRI L O E 7 i3E D © ORI 2 o L D S5 2 & 28
T& 5D,

=07 S MURRIZAKITH U . Bl I,

(1) BT FERAVDFE,

(2) BABEANE A5 HE,

(3) MEHERNDFEERFF LB,

I DOFERBEIICHAT S &

(1) NS A RERAWVDHFER, BlE, IVROBEERRE (7 a
RARNA, VrurRAEy PxFz—F)N T FrTS %) b
FETIXERE T, BATA R (ST IAruIAf RN, Fha=irus
A FE) &—2 0 C~BMEECTHEIE, BONEBNAT A FEREE (v
UV, NIZFATIV N, N=PAFAT=V, 4=V AFNTI
IV DA TN FNT I oK) OFET. 722 & G
(ZouagRivh, Vivurry, PoFro—F), TS RurS
&) P, 0~4 0 COBETRIGE®BEZLIZL VTS, £/, BD
NIEBANTA FEFBRE (UA%Y%r, ThoeRursv%) b 7u
T U KU (EEAE T IEREMET MY U ARIRE) 2AVT, FIVE0
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~4 0 CTCRIGEIRZZLITEVITRI LB TE B,

(2) BEBEARMEROSIEL, BIZIE, AR EBEHRIRE (7
2RBELL, VZunrFy PFLe—FN FES5E Ry s )
PEITERE T, BE (B¥I PV, NI =FATIV N, N=IUAF
T=Yo, A—VRAFATI) YDy, DA YT ub N FiT I )
DFET, BNTA R (BERufrrzuif R, haAzaif B, An
suZA FE) | EREBFEER (VnoXBoFL, JuaXigs Y TF
NE) L. 0~40CTRISSE, BONRAREKDEEEELE (7 0
2ANL, VZunAF s VxFLz—F, F R FrT T %) f
TIVE0~40CTRIGEEDZ LIZLVIThabhb,

(3) MEAERNDFEL, BIzIE, WVRUEEET I %2, AHEREE
(ZmupRih, VrinnrFy PAFURVAT IR, P=Fro—F
N, TRZe 75085 b EEREc, B (vUYY, MU
FNT IV, VAT EVNZFATIV, N, N=VAFLT7=U>r, N
—~AFNEARY V, A—VRAFNUT I Y DUE) OFETERILERE
ETF. MBEHE (1, 83— 7u~FI AR AIF (DCC) . 1—
TFN—=3—=[3—(UAFNT ) TrtA] INKRPAL IR (EDC),
L, U=IAR=pPALIFY = (CDI) | O— (7T—THFUY LY
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ARFEFLEY & i OIF OB RBILITFFCRE SN2V,

L OFENL, EEO 2BYULERAESDETERELTH LV,

e, AEFCAVOTEER L O/ S IXEEOREMEs LU 721
BRI AMOERICE, ERLAEA V= XACESNT, BEETICRHE
NTND DT TRISGEABEINDIBDHEEND,

AREAMED LMAELE TR LN BMOH T VERE L OB KRS
REEFEHEOTERB LU/ ERBBFRA O & LT, FREREERER.
Tu7 7 —EHER SEVAL XX, CCR2, CCR3, CCR4,

CCR5, CXCR4%) #HIE. CDAHEME, HIV @FIxE, HIV
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— 1, HIV—2%) oREHRICKT 2506 HIV B, HI V-
1. HIV—2%) 0ouJsFrEnzkirons,
WEREREREERE L Al (1) BBRVEEEREELOV R
TV (g LhaEn) [ PEIVY (fRb U ATy R)
YAV EEY @S MEY R) | RFTD0 @@RE Uy k) .
FITVY (BRA : =EEA) [ TRADEN @ElRL  FATV=V)
FaT /vy @Rk ETA4vIR)  TEI7+EN, PERFVL, =
YRIVEEY BRA RETVN) T T EN (FRL VYR
aEEN, FIVEN, MRS A EVZLAE, (2) HFERRYERES
BRAEROX LIy (@af €7 a—V) | T7EADY (Fhsb
VAZ YT E—=) 277 VLYY @G YRAT 4N A by 2 I0)
B77T40 (AG1549) ERFTHNB,

777 —ERERE LUL, XS U er @RA 7Y 3TN
V) L U RFEN (BRA : /—ET) ( RVT4FENL FERL VSR
TR TERTEN (BRL AV ES—E, Tr—IR—2) [ TUTY
TEN (@G = VUXT—E) \ rETFEL ERE AV ET) | TH
FrHen ( (FRg : LYFX) | ZFAT77LFEN (FERs: LEY
R) | FATSFEAERET RS,

TENA EFEE LT, flAE, FENAA VLT —ORRED Y
T R, EXEOFEERB L OIERTF FIEESF LAY, £ red
AV VBT ZICHTHHEERETEND,

TEAA L VETEZ—OREEDO Y T FE LT, FIZIEMIP~1 o,
MIP—18, RANTES, SDF—1a, SDF—18, MCP—1,
MCP—2, MCP—4, =# %% (Botaxin) , MD CEREIT BB,

NEREY T FOFESE L LCE, fIZIFAOP—RANTES, Me t
~SDF—1a, Me t —SDF—1 B &REF b3,
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FEBAL YL FE—OFEE LTI, Pro—1408R8ETb05,

CCR 2EHIEL LTk, Fl2IZW099/073515. WO099/40913%,
WO000/46195%, WO00/461965, W000/46197%, WO00/46198%
WO000/461995-. W000/69432%5, W000/698155 % 7z 13Bioorg. Med. Chem.

Lett., 10, 1803 (2000) (Zi# Sz b EMERZHET N D,
CCR 3EFEL LTk, #l1xi1ZDE19837386%, W099/55324 %

W099/55330%
WO000/27843 %5
WO000/342787% .
WO000/35453 5"
W000/416857%
W000/51610%
WO000/59497 5.

WO000/04003 %,
WO00/29377%
WO000/35449%,
WO000/35454%,
WO000/51607 %,
WO00/53172%,
WO000/59498%.

WO000/278005-,
WO000/310325-,
WO000/35451 5,
WO000/35876% .
WO000/516085.
WO000/53600%.
WO000/595025.

WO000/27835%
WO000/31033 %5
WO000/35452%
WO00/35877 %
WO000/51609%
WO000/58305 %,
WO000/59503 %,

WO000/628145. WO00/733275 % 7= 12WO001/09088 B FEfk S i L&+
NETbIND,

C CR 4RHIE L LTl #lxiZW002/030357%, WO02/030358 % |ZFL#l
LA MERRET oD,

C CR 5L LTI, W099/17773%5, W099/321005, W0O00/06085
2 WO000/06146 ., WO000/10965%, WO000/06153%. WO00/21916%
WO000/37455%-. EP1013276%, WO000/38680%-, W000/39125%
WO000/42045%, WO000/531755-, WO00/4285275"
WO000/665585. WO000/665595, WO00/66141%5",

W000/402395.
W000/66551%
WO000/682032. JP2000-309598%-. W0O00/51607%. W000/5160875.
WO000/516105-. W0O00/56729%. WO000/59497 %

WO000/595022. WO000/59503%5, WO00/76933 %

W000/51609%,
WO000/59498%-,
WO098/25605%5. WO99/047945-, W099/38514 %, Bioorg. Med. Chem. Lett.

134



10

15

20

25

WO 2006/022454 PCT/JP2005/016066

10, 1803 (2000) IZEi# S i={té¥. TAK—~779, SCH—35112
5 (SCH—C) . SCH—417690 (SCH-D) , UK—4278
57. GW 873140A (ONO—4128) ., TAK—220, TA
K—6 5 2%08%EFbhs, ,

CXCRAFEHIEKEL LTiF, HIZIZAMD—3100, AMD—070,
T—22, KRH—1120, KRH—1636, KRH—2731, CS
— 3955, WO00/66112%5, W02004/024697% % 7213W02004/052862 5
IR S L EMENRREIT b5,

Ta—VaVAERE LR FIXIET—20 (pentafuside) . T—1 2
4 9BNRFET OB,

HIVA TS5 —VREEE LT, =%EF > (Equisetin) . T
7YY (Temacrazine) , PL—2500, V—-165, NSC—61892
9. L—870810, L—70890677F7u2, S—1360, 183
SENFET BB,

FAHETHBRNAS LTI, HIV—1, HIV-1#REAE, ¥/ ,H
IV RNASZEMNE LEEHTEBRNABET BB,

REW R EERREEEL IO r 7 7 —PIEROBE OERIGE &
i FIRIE. BIFICRT LBV THEN, ABHIZZNOIREIND LD
TRV,
URITVY:100mg T EN, 1HE200m g, 1 H3E ; 300m g fEFl. 1
F300mg., 1 H2[HE;

TE )y 25~200m g #2X). 1[E125~200mg. 1 H 2 ;
YA HF Y :0.375m g ~0.75m g $#Fl. 1[H0.75mg. 1 H 3H ;
RETVr : 15~40m g B N, 1[H30~40meg. 1 H2H ;
FITVV:150m g §EZHl. 1EI150mg., 1 H 2[H;

FABEN : 300m g Rl 1E300me. 1H 2 ;
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X T L :200m g fEHl. 1[E200me., 14FF 1B 1E, ZO%1HE 2[E;
FS5 Py 100m g $85]. 1[E400mg. 1 B 3[E;

T 7 LYY : 50~200m g b 7, LEE00mg. 1 H 1[E;

£V UFEN : 200~400m g b L, LEBOm g, 1 H 3[E;

J hFEML: 100mg W 7N, 1LE600mg, 1H2MH;

FAT 4 FEIL: 250m g §EFl, 1E750mg. 1 H3[E;

FEF N : 200m g W PN, 1EL200meg, 1H3E;

7L 7L EN : 50~150m g §EAl, 1H1,200mg, 1 H 2,

KIEFR LA DM BT R B FEiR KO/ E I iBFROMTER LU0
F TR T D DDA & LTI FlziE, e AZ IV TV
RIE ([LREEM GRS, B A X I R PR UARTY A
BERMEE, FurRF YUK, Th 294 A VHER  ATH
A ORI, SRR (¥ T Uk, SRR, RIS
WEEE) | U FUROEIE, &8l IR, HEMIERT nA FRRIER.
5 — U RIS —PIRER, 5— U KRS —BEMLY o8y B
W ufo b YD ARMAER, FTuRF STV, AT/ AR
o SZISUHIENEE, SR, RRIEBETbN D,

FeAxZ I L LT, AlziE, Y7=2rve F7 0, ERVT ==V
H?UV\?i7W%V71:NH7UV\77»@7V72?V\V%V
ERUF—h, dl—<wLAvBI/RAT==F3y, d—< LA VBRI R
NTe=Fy, WEBRNY IR Vy, EBTuAS VY, BERT DAY
Dy EHBA VFRU DN, EBREZaAY 7 VY, B FRrFv Py,
iRy Fu~TE Dy WBVRIANRF Y TAT IV =, SRIATF
v.F2ansEYy, TAK—427, ZCR—2060, NIP—530,
EXxYyInz—F, IYIRFY, BP—294, TVYFIADM F—

S )74y, TIUARFUERET NS,
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LR EEREIRIR & Uik, fliE, 2 el ) 28T FU DA,
FF=FRA R, TUVEFY )7, LEYVFRR ATPFRAP, RIS
ARV DL FF)IFRAM FRZaIN, JuelZ Y H—h 4ARXFN
77y MEREITHNS,

ERAZ I URHERE LR, BIRIE, 7B N F 7=, EBTES
AF, XTI R, AXRFVY, FAT=2FDr, ToNBTRA KT AF
Y. BREETRAF L ZARFU HBREF IV WBA R DV,
RSXTL, TRV T =2 FULERBET NS,

Fa VRSV CAREEREERE LTk, flxid, MBIy I v, A3
FPaFA TN ULAERRZTONS,

PR UBHEE LTI, flE, BT i X b, = hray,
R he_vpnvyakfils, KT—2—96 252037 5h 5,

Th2¥A b VBEEEE LT AT FOAVBRAT I Z X MER
2Fbn b,

AT A FIEE LT, AL AAFEL LT, et Ui oy
V=) BT T uI S INEV )= R, TTVANRBEERAT
VT UVBRERAEZV, BT a A VBRE A v FEBARY
AFS v, PINTVRIP—b, FPFY=F, FEBRYIVaL ey, T
DY) RNV )= R THRPRAZS  TREF VBT R AZ Y
EEBT SV RAF v, FRTX VALY v, Bilgt FuavF Y, Bk
EReansFyy, BRIt rie Fuard 'y, et o mgs s
n Ry, SEBEEY L F=Yuy, Jiudyv /a7 b=FR, et
VBRI uRAE s NITAY T RS R ESUBT VAR
Tavt BT uREY Y BB uRE Yy v R=Yey, o
VA VBRI n AV T ReR S FERET b, RRE, &
HEIL LT, FERaAFY V. B RnalFyy, Uit Rualsy
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TRV UL, anyBEe FearFY o ) va, iRV Reals
o, v R=ynary, BBV R=yny, aniBgrr =y uerr
VUL, TFNVEBRTV F=Yry, VBT v R=yarr Y va, B
BAuT U Ry, AFVTVvR=Yar, BHEATFAT L R=Yur, an
JBRAFNTVR=YunrFrIUA FITAY / vy, BEENY T AY
Juary, FITAY/ arTEMNER, THRFREY LV BBRTRVAZY
oV UBTXFAZY T NI DA SNUIFUBTIIAF YV, Bl
RGRAZY v NEAET ERBEF b, BAR & LTE, 7ot @
RIARABEI v TaCFVBINTHS v, TFI=2R, 7A=Y R,

FIT7Aav Iy, ST-126P, Y VLYV=FR, FHRPFRAZY I
FAR— D, FRAFS VT FTUHNVRR— D, TTRT I ANVEFR— b,
FI7IGHa—hr, RFAFLRF=Y o AL T ER— R, AFATL K=y
RYF Y T ARY VR MERET BB,

FYHFUOFERELUR, FIZE T/ 7400, TF 74000 F
FIT4V IRAT4 Y, TR T4 Y, Tk T4y, al
UTAT 4 ) VERET O,

RREAHERIE L LTiE, FliE, =7V 0, oo =RV, d
1 —HBAFNTZT= Ry, HHA MRV T =)0, Bl Y 7Tl
J=av, R Y TRT V) =, RBANY T VY o BB a7
TV ERNY AR =N WBINAVT FE—A RBTNVTEY
BER~FY I LT ) v, HgYur77u—n, EBg7u b5 a—n, 'K
FRT7=/Ta—)v, TINBT FNVETFa—, BRI L TTFo—il,
Wg<7 77—, FVFRBYILVATr—), R, R—7F/VETa—/,
yrr7so—L, BBEATTFa—A, HEEY N RY U, AT Fe—i,
IR RANFTI v, BERBANVT RV, AR—C68397, LARYALTS
ZE—/, KUR—1246, KUL—7211, AR—C89855., S
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—1319%RFEToND,

RIZCREAPREENTRE L LTI, Bl2iE, BibA 77 bubv v s, BIETVE
RETA BRIEFFT YA BEVAMRETA TINRY Y, Bik

o FFIeETYA VAReR—F (UK—112166) ERHFo5h5,

5 U7 FUPREREE LTI, BIRIE, A= TR L AP, Try
BAZ T, CS—5 6 0BRET BB, )

SEFE LTI, Bl €740 I8 ) U AERET bR B,

WEAMIEAT v FRAESRE LCR, B2, BT 75 I R, EBT
Vv, Y VS— b, LTS VEREITLENA,

10 5—VRFVSIT—EHEEL LG, flE, FA U a—hy, RN
JV, EURAF, SCH—40120, WY—50295, E-6700,
ML—-3000, TMK—688, ZD—21838, AVABMINT T xzn
. R—68151, E-6080, DuP—654, SC—4566 2,
CV—6504, NE—-11740, CMI—977, NC—2000., E

15 —3040, PD—136095, CMI—392, TZI—41078,
Orf—20485, IDB—~18024, BF—389, A—78773.
TA—270, FLM—5011, CGS—23885, A—79175,
ETH—6 1 5%33i7bh 3,

5 — Y RFT T T —BIEMISY R BRI E LTR, FlziE, MK—

20 591, MK—8 8 6%i&ITbn5,

B2 b RRAERE LTUR FIXE A—F /740, LA Yv
BRI NAZ Y L—6746836, A—81834, UPA—780,
A—98178 MK—886, REV—5901A, SCH—40120,
MK—591, Bay—x—1005, Bay—y—1015, DTI—0

25 026, TALVFY /) v 7R, E—6700FBHE TN,

TuRZTZ3 P08 LT, PGEMET S, ) & LTk, Bz P

139



10

15

20

25

WO 2006/022454 PCT/JP2005/016066

GEAGERE, PGRAKEIRSNETOND.

PGEREL LTI, fiziE, PGEZE®H (EP1, EP2, EP 3,
EP4) . PGDZHE (DP. CRTH2) . PGFX&Mk (FP) . P
GIZRk (I1P) . TXZHGE (TP) FHRFETHND,

G r LTI, BlziE. VvBas Ay, YVBYt Frarf iy &
EURATFN )=, BLKBBTFA A M T 7y, 7BV P

LRy YVBUARLT 7, JEVBARRT VL 7 uRNT AT

B S ZA VAR VAT T WA N 1 VANV A
v ERURBFRI Dy, BT TSIV v, Y BV Y U X AFRE
FToid,

HgRIE L LT, FlZIE. TUEST A Fa viE REEKRT R U A,
L D T A, HET oA~V Y, BETIRA AVRVRATAY T
RRF Ay, BT T usy—i, WBT7 V7 aky —VRBHEL ATV
SRF A VR, TEFAVATA Y, BBL - FVVRATA L TR
FHR—NVERFETOND,

ARFLASWOT N E—EEEL ERB%) ICHT I TFHB LU/ EE

SRR ORISR L O E RO D DM & LT IR,

27 a4 R, AT A FREAREE (NSAID) | AREMHE, 7
RBYT S UDE, BT VAR, AT m— & — BRI, ik A

VIR TaARa ) VEEL RAGBVTZRT T —BEEE HTE/A
F— 2 AR EHEIRE R ZT 6D,

ERFEESMOT LAXE—HER (7 VA —REZMT ALV A
E\va¥~%%wﬁﬁ%%ﬁ%)Kﬁ?é%%%l@/it@%ﬁ%%
DS L O E RO D OMOIEH L LT, FlAE, FimEsE,
WART A K, BA B 2RI, AFNFY T U RIEEIE, HL7 LK
—¥, AR, Hia U VI PuyAR YU, o3 bR
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K, LTD4HHE, PAFHEHRE SRAFVIXTT7—VHEEE B 2/E
IR, AT vA FE AF ¢ o —F —EEEDHISE, RS Emsse,
v nT A4 FREVEWE, HEmMHZE, BRERE (T Ls7y) miiis
BET b5,
5 TR E LT, FlRiE, 74740, Tubra—n, 5+ Fr=
Y. TETAFUERBET NS,
WMART A RELTIL, BlIXE, _Iax&)y, IVFHS v, TF
YA FERBIT N, | |
WA B 2HEERE LCix, Bl 7=/Fua—n, 7 FZE—N, 7%
10 WVETR—), VAT o—VERKTLNS,
AFNERYF o FUREBIEL LT, #lRE, 73740V ERETFbh
Do
T VAF—EL LT, BI2E, S Fo=y, FAT2FVr, T
FAFY, TETFRAF U, RAFS5FZRAN, JaEl Y 78T Y U LENSE
15 TFons,
FRERL LUX HIZE Pr/unr=F2F oA A7 7z,
AV RREFVERET RS,
P EELTL, flxid, R4 75 ruva, B oy
A, RIEFAFT hrb v A BEFA by R85 603,
20 PEURFF OIS LR, fiE, Y7 v, 85 hud R b g
DBET BB,
Ao b oEiERe LR, flRid 7B R b, BUTH R
b FZIANHRAD, FAV 2— b ERETF BN B,
wrnI4 FREEME L LG, fixiE, =) X<l udizno
25 <AVUERETOND,
FEHIRE S L, HlxiE, 27 ux®Yy, #/uUsx, FTY7

141



10

15

20

25

WO 2006/022454 PCT/JP2005/016066

2 0%RET BB,
AFEHLEMDOIFRITHT 2T L O/ i EROwMER L0/
EITHERODDOMOIEI L Uik, FlxiE, FKEHEEL, RY =R
RTZ7FONaY o TIFANIF R Ta bRV T 4 U F U oA,
NI TARVI—NVER, AT A N fin ] VK, FlEE, Fu s
v=U A, EEBRCEREEE, I b RITARVI T EEUERE
FRTIEERRIT b5,
AFEBULEDOBHRII L OBH Y v~ F o 2 FHB L/ Eidih
BHROMTER L O/ SR O =D OMOIH & LTk, FlziE, A
n7u7 A —EEEE, REMHEE, AT oA FRIAEE (NSAI
D) \ 27 uAf RE, FuRF 773 0PV, RARVT XTS5 —PHEIK,
BT A F— 2R A EREE., REEHERY v~F38 (BiEhy v
< FH) | HRERIE, WERER, THREEEE, TNF olEEK, Yo
ABTTUVVEREREEE, IL-6HEE (¥ —Tzul vy {EH)
K, IL—- 1HERE RTINS,
ARBEPCAYOELRICHT 5 FHB L O/ £t RomEs L0/
FEITERBOTEDDOMOIEF E UTFFIZIE, AT rA R, ¥ D5
BHEERFTOND, |
AFBEHILEWHOBRKICHTT B TR L O £ IR R OMER L0/
ETITEROT= D OMOIEH & LTL, IR, i AFZI VR AT 4
—F —GEREMHIEE, b e ARV S REREEK, Po U ARt A LERE
BT, vAa 2 b = REERTE, X7/ RE o7 FLFrD o
BERNEZE, VU FUoBHEE, in) VK IuRF 50DV E, @
{LEREGHRBERAEE, 8.7 FL Y URBHIEIE, SARVZRT S —
PRHERE, 1 FE) A4 F— 2 SEFREERENET NS,

RIS OFEER XT3 TR L O/ EidERaEoMER L O
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JEIIRRO D OMOER L LTIR, FlE, vAaa b D URERR

P Pie AF IV AT 4 m— X —EEEHIHIEE, FEX T v A FRORIE
W IuRE ST UUVE, AT uA NI, —B{LERGRERAER.
VY A4 R 2 RRERBESEPET O D,

AIEHLAY DL RIS 5 TR X0/ £ RRAROFE
BEO RO D OMOIER & LTk, FlziE, R, v
FE A F— 2 ZEFBERENRET 6N D,

AIEBLA M OWBIERBIICHT 5 FBB L O/ E ISR R OMSE
BLO EHRO D OMOER L LTiE, AlE A7V 17
SANT 7Y Vv, MLEERERAE, o) Y AT RARE 5]
R A —PER, FirEE, LT B 453, RPTHEREE, Skl
3. PR THR®REK, MMPHEER, I bary RITARVYOTEEVE
BEEHIENZT 6D,

AFEH LA OEER R A PHEISR KT 5 BB L OV £ R iXIaRE RO
Hhoms O E T RO = D OLOZEHK & LTI, FIAE AAB=VIR
ERMPEETE, €774 NRE, o — Iz —BRER, @A
VRY VUASIMREIER, A AV V3, PPAREEEE PPARTI=XFD
ER%RE LROA VR Y VSR, 8 37 FLT U U REEFEIK,
7 F— R BTRERER, ONTFUARTFF—E I VIREERENZET
BB,

AR VRERMBHETEE LT, Sl 72T IFR, 7Y
RyySIR, FUVISVR, ZU7uI IR, Z7ri7uI K, F7
PI R, MTEIR, FY ALY FERZT LD,

74 FREE LCiE, FlziE, BT 7400, WA T AL
IVERBTOND,

o — Ay F—PHEEL LT, FIXE, THVR—R, KTV R—
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RERZT BN D,

R 2 ) AYMBERR L LTIE, BIXIE, 777U =R, Ly
= REBRZET bILS,

PPAREEIZEEL LTI, BIXIE, €427V &Yy, rrlUsyr, n
VIZVEYY, JTT—50 1ER%ETFbN5,

PPART =X MERZELRNA VR Y VRS MEHRIE Y LCi,
zZiE, ONO—5816, YM—44 0S»&5Fbh3,

B37 RULT U g ifEBhgk e Uik, HlxiE, AT9677,. L75
0355, CP331648%RETbh3,

TN F—RETREREERE LR, flRE, =SV XFy b, T4 %
VAZy b, BFVREZy VEREITBND,

ARALEMOE (BHEEE) SESEEOTHB IO/ E3hRERO
eI L O RO 72 D OMOZEHK & Ui, Bz, PuEs #lx
iX. MMPREZE, TAXVE B2, ¥ 7ur+RA773I R, ALT
7TV FEATNR AL bV C, TRVT 7o, BBESOHNNRD
%) o BT BE AR brSEY—F, ALBT LY, THEF
FTV, TAARYGTIN, FHT—N, YESE, THFEY %) |
FAEME BIxiE, ~A4 b=A v C, Tri=ef vy, R7uvf v,
BREREFINETY, TIIGAEY Y, FTINEYY, TIF )Ly
D%) | BANBBEE, HEEE G, vA75FY) | ks
G (B, By s U RAF v, BB 7S5 AF %) | HiE
BERLVEY BIZIE, AFATFRNRTFrY, 7P TR PRT
ny, )YV NBTAMNRATRY, AVFFREL BRAT7 2 A R —)l,
HeRs a3 ) ) | SEIRIEIR (BT, BYA_A=—A, JLRFY
F) A —T=zuy Blzid, IFNa, IFNao—2a, IFNa—
2b, IFNB, IFNy—1a%) E3357oh5, THEEELETS
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EMEF BI2IE FUCTLA— 4%k, HiPD— 1 Hifk%), m&HrapE
I (I, ~NY =7 (bevacizumab) . V7S Z =7 (pegaptanib) .
SU—6668, N\%F=7 (vatalanib) , 7 =¥~ (ranibizumab) .
V57 ==7 (sorafenib) , SU—1124 8, 34 2& v  (Neovastat)
&) EnBTFons,

AREIFUCEMOREEBME,. RSB, MREEEZ SO IR0
FTRLC ETTERDO D DMOIEH L LTI, L 2BG—CSFRA
MD 3 1 0 0 %X3%IF bh 5, | |

AEPLEMORIEERE B2, BORERR, BEBEHEGRGS)
DFRIR LV E T ITRESROF5ER L O E 7138858 0D 72 8 DL D FH
LTI BlAiE, SeEimiEE Glzid, v 27uxRY o, 7l AR,
FTY720%) ER&Toh3,

FRICEM DT VI A+ — BB FIES OFFRIEICHR T 5 FHE &
O/ LT BREDROMEL L O/ £ D 72 D OMOIEH & LTI,
BIZIE, 7TEFA2Y V2 RT T —BHER, =oF R, ME
BRAMUERE, £/ 7IVFFRVF—FHEK, ©¥IVE, T RF—XE
TEREFEIREN T bh 3,

AEBILEMD TADAINTHRT B TBE L E IXERDRORHER &
O/ EITBROIZDOMOIER L LTIE, FIXiE, Z==rAf, U R
BIF, TRRT VIR, IARREEY, Tz ) \VEF—, FU S
Ry, TEFYSFI R, AVFT A, STt N v A, 72 aFP8a,
CTERL, = T ERLERRTONS,

AFEACEWDEIRGE(LIZRTT 2 TR L O/ £ IdER R OmMEs &
G/ ETIHROT= D OMOIER & LTk, #Hl21E, HMG—C o ABTHE
FIERE, 74 77— RE, e a— 85 BAAUTERIS. EP
ABA, =aFUoBEKl, MTPHEEE, Z20oMofEalL X7 n—L K,
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EDG— 2 BRIEEPETOND,

R TR IV B B0 £ OFROMSES K0/ £ 1 (R
P EE L LIRS & LT, Y4 b A VESETEERE 7. #2134
#MCSF Blzi¥. G-CSF, GM—CSF%) |, M F—nrnfxr
Bz, I1L—3, 6, 7, 11, 12%) ( EPO, TPO, SCF"
FLT3UHY K, MIP—1aERETLND,

RIS OMBIEICRT 5 P L/ Hic ISR OMER LT
JE IR D OMOEH b Uik, BlxE, mEFERER BIRIE
NNy YT (bevacizumab) . XA 7 ¥ =7 (pegaptanib) . SU—66
6 8. N%5=7 (vatalanib) . 7=t <7 (ranibizumab) . V77 =
=7 (sorafenib) . SU—11248, $4/32% v I (neovastat) &%) %
BET BN,

KRB WIE. L TEEETHZOT, Flxide FE PRSI ORI
B @lziE, Ty b, wUR UHE, YV T vV R2 AX,
P TR LTRETHIENBTE D,

REB AW E T ITARRIUL AW L ORI O AR Z&H L TR B3
AR E Lo BRTHRV ST, B, £FNELIIRITRIC, BREk
RO OB TRESND,

BEET Fi, KB, ER BEDR. BE5HE, QERHEICLY R
RBW. BE. BA—AYULY, —EIZO%, 0.lmg?H 100 0mgOf
B T— B —E»SHEER ARSI DD, EERA—AZSTZD, —EIZDO
% 00lmegh b 10 0m g OFIET—H—E»bEEHREANREGINDD,
Fit—H 1RO 2 4 B O CHRIRNICERIR G- S5,

LA L L 20, BERIREL OFEFICLVEETL0T, Lit
MER ) DRVETHARESbH D L. TR EL TREONKER
BabdH D,
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AREPUCEWE L IARPEY L hOEF OB ZER L TR HER
M2 RET 3B, BOBEOZDORBABERES. NRBRS. B
KOEROREDI D DEHAL S AR, AHl, RIRAL RBH. WAFIS
ELTHVWbBNS,

5 BOBEOEDORRAERRNCIL, gE&l. AF. o7 eAHL B, B
RAEREEND, T EAENCIZ, N—FITRAVBLOY 7 b P BN
BEEID.

20 X5 RPRRABERANCEN TR, 0L 232 EOTEEwE X
ZOEED, ERFBEA (77 V=X, wr=b—, Fa—R #iE

10 mEre—X, FUr7AUE) | BEH (e Fexvreeikin—X, R
Yyv=vnl Ry, AFZFABTNI VBT R0 L%) | BER (6
MR U a— NI T L) | BIREl (RTT D Ve TR T LE) |
REA WEIEREE (FNZ IV, TANRTXUVBRE) SLBEASh, &
B> TRAL L TRV BND, £, BEICIY a—F 4 > 7F] (E¥E

15 EIFY, E RRFTTREAEAR—R, b FRdLTEEAATALL
n—RA7HL—E) THBELTOTHIWL, 20 EOBTHELT
WTH I, SOIRETFLrOLIRBINEND 2MEOH TNV bEES
o,

T ARG DD DPNRBIEFNL, FHEMWNFFE S B KH], BEHl, LA,

20 VryTH, zYRVAREEE, ZOXDREANCBNTIE, OEoF
RN EOFEEWER, —IROCAVONAFARA (RBabk, =& /) —
WETTTH b ORIESE) (Tiafig, BBEE I3 EIND, I5IZZ 0
i, BRI RREMLAL. FLALAL. HORAL RBREL EHEH. REH. BEH
ZEEFELTOTH LW,

25 R OREDIZDOIBHIOFIFACIL, FIZIE, 8BS, FAH, 2V —
LFL, WARA, BEAEL V=R MEL EEH, BAK, RS L—F, =7
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INAL RIRAL BLUORBFENEEND, ThdFOEOERITENL
EOEMWE ZEH. AHOOFEEIILEEER S TWAAGIC X v FH
ahs,
HREAITAMELIXBEFERA S QB FIc L v EsSnS, FlxiE,
O L DETIFENLL EOFEEWE 2 EANCHf, ERfms e GRS
%o BEEANIAMD 5 VTBEERA SN T3 b 0» b&TNh 5, #2123,
EARRIEAER & 1 iR R T (TP, S YRF U, LS
FUW, ATFT VB, ALA VB, TOEVBT AT, I U AF U
AT, PNWVIFUVBRIATN, RATFT Y VBT ATV, TV VBT AT
NE) L mYE (IYrY, oy, BLYo8) | REEER (BU 4%
VEFVITNANFNT—TNY VBRI AT NVE) | @&k TN a—A (BR )
—)v, ATFTIUNTa—, BENRATFTTINTAa—%) ) aril
(PAFAR) vuxd %) | RIGKEE BKkTEY v, AARTEY L,
BT )V, WENRTT740%) \ ZVa—nH (=F L7 ) a—n,
VxFrrZla—n, FuvrrsY)a—i RYIzFLSYa—n,
vanﬁ~w%)J@%H(tva\ﬁU~7%\Sim\%veymg)\.
B (L7, JREM, X7 T T, X7 T LVUE) |k, RIEEHR.
DEIBFIERI BTN S bOBME X 2BU LZRALTHVWDOR B,
S biT, REA, RER. REMLA. FELEH, FBEHEEEATHTH L
VY,
TNENTAMELTEREERA SN OO AAF I X v EESh S, FIziE,
O L DEITENL LOTEEWE 2 BRI S CHRES S, ZF VR
FAHHDZVTBEEERAEIN TN bONLRITNG, FlziE, ER7 L2
=NV (ZF )=, A TRENT N a—VE) | FUEE] (IARFT A
Frermn—R bt RedFaFiin—X, v ReFdrnielrn

=R, TFEAR—RE) | PRF (M= ) —AT Iy, V4T
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ST R ) | REEER (B AFT IV VBRYF LT a—
A AJE. K. RIVEERL HSENBFEFID BEIEND bOFME L
oM EERA LTAVWDRE, &bic, BEAl. B, B5A%E
EATOTH LV,

7Y — RENIAMEITEEER STV ARSI LY BEEND, fix
ﬁ\Uaoikm%ﬂutwﬁﬁwg%gﬂmﬁ@itﬁ%mé@f%%é
N5, 7 U —AEAFADNDAVEEEFEHSh VS bONLRITND,
Bl 213, EIRIEIRT AT v, BT N a—, BLKEE, ST = —
A (FrrryZya—i, 1, 3—TFLr 7Y a—L%) | mkT v
— (2 —~FANTH )=, BF =) | AEE (R AFv=F
LT AS L —F A, SRR A TV | K, RIREERL S
BHIESI2s BIEITI A b OBEME A1 2 U LR BEA L TAVDID, SHIT,
REH, FiEiH., FERSEEATOTH LN,

BARILAME - IBEER Sh TR LY #EshD, Bl
V& E 2L EOFEENE & EANCEE S &, e L LIREEIC
BIESA L CRESNS, BAESIZAMDZVTBEERAShTNEH D
PNHBITNG, BlxiE. BEH R 727 U@ RIe=rrnl Ry
FSET DA, FrTy, BIFU, AFARAR—RE) | EEA URSE.
FUkRY ., Furiy sy a—ng) | FEEHl (hAY o, BRILEsS, ¥
AT ANTT A, e FRVYLNE) | K, BIEEEEL KM SAL 25
MBS IERID DIRITN G b OBME T 2o LZ2BRAE L THAVDNRD, &6
o RTEAL, ERMEH. FEHEZEA TV TRV,

BRI AE AR STV B AFIC L Y Bl S5, FIZE,
O & EITFNL EOEEWE 2 ERICER S W, SRR RICRESRT L
CHIYE SN S, BEAEIAEAIZADD S VXEEER SN THNDEbONHE
s, Bzl BaTES. Wis, BRIRE. HEMER. DSNFLE
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APOBIIN D bOBMELIZ2EWU LZBALTRAVLIRE, Sbiz, &
A, TIERIEA], BFEREEEATHTH LW,

U=A Y MNIAMELITEREER SN TCHNBAF T v 8lEsn S, fi
AL O L 2ERFENU EOEEY EZK, TAra—L (=g J—n, B
TFV 7Y a—E) | BREE. VeV Y, kyrr, QfEEL &
BEAED DBITN D b OBME i3 2 I RICEE. BB 2138w
THHEns, &bz, REA. FBEH, BBFEHSEEATHTH LW,

HEH. WAKL, BIOR T v—Hlix, —BOCHEW N5 FRFIBISMC
ERRAKRT N U AD LD REER L EREEE 25 X 5 REEH. #iz
BT RV DA, VBT FIUADDBNTIZ = URD L 5 R%ER%
BALTOTYH &, A7 V—FoREFEX, Bl ITKERTE2,868,691
=8 L OFHS,095,355 5123 L BEH S h T3,

FHEOREDZDDOIEHRFI L LTiE, TN TOERFIZER, AEHE b
BET D, BlIE FHRA~OERE, BT~OENE, BR~OHHHA, &
ARPI~DIEHFL, FIRAA~OIESHL, IEREN ~OESA, AFBEIE~ DR,
RN~ R A% %2 & e,

HIR OGO D OEMEI L LT, W, . LB L O
ANCIEE 7213088 L CRV 2 B OBERFIZEET 5, EHAIZ. 0o
LTI EN L EOTEEWE 2 ERNCER, B E 2 bseThAVbh B,
BEE LT, PlAIXEs AREK, EEAEK, Ehm, oLy sy o
=, RYxFVvorla—in, =& /)—nNDLi5RT7ra—1E%SBIO
ZNODMAEDOERANDLND, DI OERANL, REX. BEHED
B (TNE IV TARTRAR, BY INA_—1 80 (BREFHE %) |
EfEAl, FLIEAL. ERLA. BEA. REFASEEATOTHLN, Zh
IR TRICEWTHE T3 M ERREEC X > RSN S, EEE
DEFH. PITREERGEHE L, 2 OERAMCEELE i EE O
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%m%%mitmmwﬁﬁK%%LTﬁmféck%?%50
#ﬁu&%mk@wﬁﬁﬂmm\ﬁm%\%@@ﬁww\%ﬁ@ﬁWW\
ﬁ%@%ﬂﬁ%ﬁﬁi@mﬁ%ﬁﬁiﬂéo
:%E@ﬁwﬁMQﬂwﬁ%K@DT%@éM6umzﬁ\vkoit@
%h&t@%&%géﬁﬁwﬁﬁ\%%itm%méﬁrmmahéaﬁm
AIOERE LTI, BLEIE, BEBRK, SEmARK. 2 0OMoKIErs =
kﬁﬁ%m%mﬁmﬁ(Wiﬁ\ﬁ%%%)%ﬁiW%n6®ﬁ&ébﬁﬁ
b g, RIRANL. S| GEEF FU DL, By Uy L) 2
@MM(UV%TFUWA\%@fFD&A%)\ﬁ@%ﬁmM(ﬁDy»
N80 (&) \ ATT IV UBRY AR 40, KU FEs oL
VWME?V%%)\fﬁ%ﬂ(ﬁIV%fPUWA\i?F%TFUWA
%)\%ﬁﬁ<ﬁm&yfwn:ﬁA\N5&V%)%%M%KWDTEE
%mbrﬁbvwf%imo:h&ﬁ%%lﬁﬁ%mrﬁ%fém\%%@
W%wiof%@éhéoit%ﬁ@@%ﬂ\%iﬁﬁﬁ%@%%ﬁﬁbx
TOBRRNCIEEL E 7 13 OWERE R & /o 134 OSSR U C
TBHZLBTE B,
%ﬁﬂ&%@tb@%lﬂkaM\ITHYWﬁ\%Aﬁ%*ﬂitm
%Aﬁ%ﬂﬁﬁiﬂ\%ﬁ%%ﬁ%ﬂﬁﬁﬁkmitﬁm@ﬁﬁkﬁﬁwﬁ
%itm%%éﬁfﬁmféﬁﬁﬁﬁof%iwo
B DRABNIARMOFEICHE L TGS S,
%2m\%Aﬁ%ﬂ@%émﬁxﬁﬁﬁ(ﬁm&yﬁwnzﬁAxﬂﬁN
V%)\%ﬁﬂ\%@mm(DV%%FU?A\m%#FU?A%)\%%
Mﬂ(ﬁk%FDﬁA\%ﬁUfuy%)\%%ﬂ(ﬁvﬁ#VH:wﬁD
?*%)\wmﬁ@ﬁ%%%gmmBfﬁﬁgmbfﬁﬁéhéo
&x%%kﬂw%émm\%ﬁm(x%7uv@%;m%@ﬁ%)\mé
ﬁ(?yfv\f%xFUV%),W%M(%%\%WD—X%)\%@ﬂ\
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BEIEHI (RPN a=g s RTNUE) | RIVBERISZHEICG D
TREERLTHRE I D,

W AR 2 R 53 BEICILBREERR (7 A F—. X754 F—)
DA E . WA KA 25T 3 BRI B R A AR AR 5 2555MF

5 HIhs,

FERABREGDDEDMOMBES & LTk, O&0FERIZENILOEE
MEZEH. EIEIC iDﬂﬁéhéE%W&%@t@@&ﬂ B I UENR
GDHD_XyH ) —EREGENS,

AREBILE DM OV TLATILRT,

10 AFWERCACELARAIE, —BIOIC T UP ACORRIICEL Th4
25> arya—&7rus 5 A ACD/Name Ny F (B&EE, Advanced
Chemistry Development Inc.#H84) 2\ 250 21X 1 UPACHAER
BLTHELELBDTHD, flzid,. A'BIUOA’RA IFY—1—2—4
NE, B'BIUOB?BRAF LV VE, DRERETF. GHILR=/vE, ERN

15 1, 4—7==Vr&E L»B-CH,—NH—, J®— (CH,) ,—N (CH
s CH,CH;) 2RbJ{bah. T72bb,

HN /N

j)Jk(:k/\/\w\frwﬂh

CHj3
TRENDEWE. 4— ({[4— (PFur'A7I)) TFA] 73}
AFN) =N, N=ER (1H~AIFS—N—~2 = )VAFNL) RVT

20 IF&mBIND,
(R DZHE]
ARFERLEWIE, CXCR4# TEREET52 &b, CXCR4ME

543K B, T2PHCXCRA44 E&f%@%@ki@/iti%ﬁﬂ&
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LTERTH S,

R % BT 5 7 D DF B DI

BUF, FEHFNC &> TREHAEZFHR T 20, KEFZZNLICBESHS
H DT,

W A B AR BN EE 2 O TR 2 e L 72,

70w b 774 —ICLDHBEDER. TLCIRINTVWA L vy 2O
VBT, GEF LB S o BB B R L, BIA R DT

NMRiX, 300MHz ®'HNMROHEMTH Y., NMR DEFTIZR S
NTWDH y aNOBEEGE, MIECHER LB EER L TN3,

MSiE, FIZEBELTOWARTRIEES T (=vZ hrr X7 b—AF)
BERO, BA A4y (pos.) OHRDOBHEITRoT -,

723, HPLCA&MIZ, HITD@BY Tha,

i FH% . Waters LC/MS,

77 A Xterra (BEFEHEE) MSCis 5 pm, 3%X50mm LD. .

f#E: 1. 5mL,/min,

W © AR 2 0.1% b U 7 A w BRERAK AR,

B :0.1% Y 7 A nER—7 & b= b U VRIK,

RIEBRAAT L AFIZAKR L BIROBALEZ 95 : 5IZEAE L, 0% 3
SHTAKRE BIEDORAE 5 1 9 5 ICEBRNICE X, ZDHR055E AR
EBEOBALES : 9 5ICEELE, TD%0.015E CAWK L BIROEAHK
Z95 : BICERICEZ T,

FERHL N~ (4—X FFI_0P0) —N, N—ER [ (1— { [2—

(FIAFALIN) = hFV] AFA} —1H—AIFY——2 (1)
AFN] TV (kA1)

1— ({[2= (FYAFAVIN) =FNFFT] AFA} —1H—A
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XY= 2 —HARTATE K (CAS BEES : 101226-42-0, 1.5¢g)
&{[4—K%%Wﬁ%v)7I:w]x%w}7iy(ume)®1%%
BornuAZy (10mL) WEHICE7E bXVAREFVRT I U A
(1.91g) EMzi, RNEAWEERTL 6 BRI L., FJINEEMIT]
NIKEEALTF R U 7 Ak E %, P27 un A5 Chhit Lic, fhli¥a i
T Bk CREE L. SRR 1) v ATERL, BiELL. BOhIRE
BLUBFANIS AT NI TT 4 — BTNV AF ) BT
FALFI=1:0:0-510:1:0-10:1:0. 1) itkoThil

L. UTowikERE T 5 ERILAn (1L71g) &R,

TLC :RFO51(Z mudkhiAE ) —N28%7 Y E=T K =80:10:1) ;
NMR (CDCly) : § 7.20 (d, 2E1), 6.97 (m, 4H), 6.83 (d, 2H), 5.11 (s, 4F), 3.82
s, 4H), 3.78 (s, 3ED), 3.60 (s, 2H), 3.24 (m, 4H), 0.77 (m, 4H), -0.05 (s, 18H),
E=EH 2 N, N—tx [ (1— { [2— (FIAFATIN) = hx¥]
XFN) —1H—A IFXS—N—2—AN) AFN] TV (Lah2)
a1l 665mg) DT /) —n (5mL) WHIZ, 7T FEKT,
5 0 %Kik T U A—RE (500m g) EMX Tz, FISREEWEKRTA
BT, 6 5°CT 3R LEL, RISREWE, €74 b (@F&4) &
BLTABL. BELE, BonNEBEEZY I IINAT A T T
4 — (PruuAB iR ) —N28%T vE=T/K=10:1:0-80:
10:1) Ko THEML, UToWmEELET 2EELEY (46Tmg) &
Bz,
TLC :Rf0.32 (7 R @R/ LiRA H ) —/V28% T VE=T /K =80:10:1) ;
NMR (CDCls) : § 6.97 (m, 4H), 5.35 (s, 4H), 3.47 (m, 4H), 3.18 (m, 4F),
0.88 (m, 4H), -0.03 (s, 18H),
=S : AFAL 4— [ ({4— [ Gert—7 bFLpAR=1) TR /]
FFN} TR) AFA] RV z—t (ke 3)
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1= ({[2= (NIRAFAVIN) ZFAFFY] AFL} —1H—A
IFY—=NV=2—INRTATE RORDLVIZ, AFIV 4—FRA IRy
Yr—re, {[4— (AFNITHY) Tz=n] AFAY TIvokby
W 1, 1=VAFN=FN (A—T ) TFN) I—RA~FE2HNT,
KB 1 & FROBMEE L, T OB EEZES 2 EE AW EEE,
TLC:Rf045 (7 muafii b A E /—1 =10:1) ;
NMR (CDCls) : § 7.99 (d, 2H), 7.39 (4, 2H), 4.77 (m, 1H), 3.91 (s, 3H), 3.84
(s, 2H), 3.13 (m, 2H), 2.64 (m, 2H), 1.54 (m, 4F), 1.44 (s, 9F),
EWGl4 : AFN A—[ ([ (RoPndxy) =il {4— [ (tert
—T IRV HINR=N) TIJ] TFNY TR ) AFA] Revym—b ({k
a4)

fte% 3 (810mg) LKEEF MY VA (383mg) DK (5mL) &5k
ZeFr7Zy (2mLl) BWKRIZ, OCTRUIV JuakibA—1b (4138
pl) ZMxiz, BNESWE 0°CT 1R Lz, RISEAYEEEET
FNTHFR LT, ARBEK. AR KCHREL, SKEBRT FI T AT
R L., G L, BONERBEZY VI SNI T A0 NI 57 40— (~
TPV FHRTTA=4: 158 : 1) CEXoTHERML, DUTowEEELE
TOEEEY (1.16g) 218/,
TLC : Rf 0.27 (N BB F /L =3:1) ;
NMR (CDCls) : § 7.97 (m, 2H), 7.27 (m, 7H), 5.17 (m, 2H), 4.53 (s, 2H5,
4.41 (m, 1H), 3.91 (s, 3H), 3.26 (m, 2H), 3.09 (m, 2H), 1.47 (m, 4H), 1.43 (s,
9H), |
EWagl5 : 4— [ ([ Reodxy) aaf=n] {4— [ (ert—7 k
FVANR=N) TR TFAY TI) AFNV] REEEE (LAW5)

fEEW4 (1.183g) DAZ 7 —)v (4mL) WIKRIZ 2 NAKER{LTF b U &7 Ak
WE (4mLl) M2, BISBEAYMZRET3IHMER L, KISEAY
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ZIRNE L7z, BONREIC 2 NIEBREZ M2, Bl LGl L, il
WZEMBRK TSR L, SKMEET MY T ATHRERL, BEL. LTow
HEZH T 2EELEME R,

TLC :Rf0.51 (Z v iR At A ¥ ) — /U EiEE =90:105) ;

NMR (CDCls) : § 8.03 (m, 2H), 7.26 (m, 7H), 5.17 (m, 2H), 4.55 (s, 2H),
4.39 (m, 1H), 3.26 (m, 2H), 3.05 (m, 2H), 1.49 (m, 4FD), 1.44 (s, 9H),
Ehple : 7= AFN  ({a— [ (2 {[1—- ({[2— (FU R
FAVYN) TFNA] FFY) AFAL) —1H—A IFS—A—2—A 1]
AFNY TR) AANR=NV] T}y AF0) [4— ({([ (1, 1—
DAFNVEFN) ZTFV] ANK=NY T) TFA] A—_"2—F {b
& 6)

HyC. g A _O NN
HeC™ ey 0.0
3 N Y O GCH;

<\|i\ N SN /U\O/C':\HCHs
3
N O ~g;-CHs H
! ‘CH3

CH3

LEws5 (18Tmg) OY¥r7rrAF L (3ml) BWKIC, {bédH2 (131
mg) . 1—-eRFaFi Y NI7Y—0 (69mg) . 1 —x=F—3—
[8— (UAFATI)) Fubil] #ARIA I FERRE 86mg) . ¥
A7 FAT IV (105 1) MR, RINEEYEER T 5 BFRE
BFR LTz, FSRAMICAKEME, U2 mu 2 Gl Ui, ShiHkzs
FORMEK CUEE L. SKREET MU U ACHERL, B UL, BbhinEE
BYVIBTNAT LI 0w NT5T 4 — (NFY VBB FA=100 :
0-50:1005¥7uBAF Y  AF /) —=10:1) TkoTHRL,
UToMtEEzF T 51E8 &Y (225me) 257k,
TLC :Rf0.38 (Z m e /LA & ) —/VEfEE =90:10:5) ;

NMR (CDCls) : 8 7.33 (m, 9H), 7.16 (m, 4H), 5.55 (s, 2H), 5.15 (s, 4H), 4.89
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(m, 2H), 4.47 (s, 2H), 4.41 (m, 1H), 3.60 (m, 4H), 3.22 (m, 61, 1.58 (m, 4H),
1.44 (s, 9H),- 0.92 (m, 4H),0.05 (s, 18H),
T VN A—T I TFA [4— ({ex [ (1—{[2— (}
JRAFALYN) = hEY] AFAY —1H—AIFS—N—2—AN) A
FN] TI) AARZA) RUDAN] B—"A—F (LEWT)

a6 (225meg) I225% Y ZAARERROV I na XS UK (6
ml) Bz, FKSEAWEEETEEER L, RISREWEZRIEL
. B L NABMET Y U AEME, V2 mn s Tl LE, il
Wy % BRI AR K CLEE L. BRI R Y v ATHEL, RELE, /oh
FRERVIMINATEIUR NI T T 4— (YT unRFRAE ) —
N28% T E=TAK = 80: 10 : 1) ko TRHEEL, BITOWEEE
T 5EELEY (92mg) 2R,
TLC : Rf0.31 (7 m R RV AIA X ) —N28%7 L E=T K =80:10:1) ;
NMR (CDCly) : § 7.32 (m, 95, 7.14 (m, 4H), 5.51 (s, 2H), 5.16 (s, 4F), 4.88
(m, 2H), 4.47 (s, 2H), 3.53 (m, 4H), 3.25 (m, 6H), 1.58 (m, 4H), 0.92 (m, 45D,
-0.04 (s, 18H),
E=EH S v 4— ({(Ex [ (1— ([2— (FYAFAVIL)
ThEL] AFA} —1H-AIFYS—N—2—AN) AFV] T/} A
AR=L) RV [4— (DFREAT ) TFA] A—rA—1 ({6
& 8)

1— ({[2—= (FYRFAVIA) =FAdFY] AFV} —1H—A
IES—N— 2 —AARTATE RORbYIZ, 1—7ut—nE, {[4
— (RFANFFY) Tx=N] AFAY TIrORDYIC, LEB T EAN
. Efafl 1 L FREOEREE L, UTonEEEE T 5EELENERT,
TLC : RF0.63 (Z m R AR LAX J—/L28%T E=T /K =80:10:1) ;
NMR (CDClLs) : § 7.63 (d, J=8.1 Hz, 2H), 7.29 (m, 7H), 7.02 (m, 4H), 5.51
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(m, 2H), 5.17 (s, 4F), 4.84 (m, 2H), 4.66 (s, 2H), 4.47 (s, 2H), 3.53 (m, 2D,
3.35 (m, 2H), 3.24 (m, 2H), 2.58 (m, 6H), 1.55 (m, 8H), 0.92 (m, 6H), 0.76
(m, 4H),-0.03 (s, 18H),

EF 9 : 4— ({[4— (FurTI)) TFA] T} AFN)
—N, N—EZX [ (1= {[2—= (FIAFALIN) = &T] AFN)
—1H—AIFS~N—2—AN) AFN] RUXTFIFK (LEdW9)
fEa 1 oRb iz, {LEMS &, 2 0 %KERLRF DY A—REORD
DIZ, 1 0% T VY bA—REEACTERG 2 & FEOEEL L, UTO
Wiz A 2 EEE M BT,

TLC :Rf0.45 (7 rui/V AR ¥ ) —)28%7 L E=T 7K =80:10:1),
EFLO : 4— ({ [4— FuerATFTI) TFA] 7)) AF0)
—N, N=FRX (1H-—AIF/—N—2—AfNAFNL) RUATIF (i
&¥10)

HN /N

T)ﬂTil\m‘/\/\f:“mh

CH;

LoD AL ) —n (2mL) WIRICEER (2mL) 2Wxk, Kin
BaW% 8 0°CT 5 Rfliffi#e Lic, FUSBEEMIC 5 NABRLT P Y v AkE
Mz, Yr7unXy Tl Lz, MHDE2amaik coEE L, 8K
WERT N UL THERL, BiELE, BONIEBEEV YV IFAAIT A O
RNTTT4— (VIR BRAFIRE ) —28% T VE=TAK = 80 1
0:1-580:20:4) TIoTHEL, UTOWEEEZET 3 EELE
W 2img) 2%&7k,

TLC :Rf0.67 (7 mudR /L hixF ) —/L28% 7 L E=T K =80:20:4) ;

NMR (DMSO-ds) : §0.80 (¢, J=7.20 Hz, 6H), 1.18-1.49 (m, 8H), 2.18-2.36
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(m, 6H), 2.39-2.47 (m, 2H), 3.68 (s, 2H), 4.47-4.68 (m, 4H), 6.78-7.18 (m,

4H), 7.32 (d, J=7.80 Hz, 2H), 7.42 (d; J=7.80 Hz, 2H), 11.85-12.96 (m, 2H),
EifI1 14— ({[83— (VTFATI)) Fuvl] 77} AFN)
=N, N—=EX (1H=A IFYV—V—2—f A RAFN) RUIXT7TIF (L

A1)

HNTN N CH,
o
Nﬁ) N~ N~ CHs
&PNH

1= ({[2= (FIAFAVIN) ZFAFHY] AFA} —1H—A
R =N=2—ANRTNAVTE RORDVIZAFIL 4—HRAIARLY
T—tz, {[4— RAFAIEFY) Tz=/] XF TIvobvic
N, N=UT7FN—1, 3—=7unr 7 I 2T, Eifll & FED
BIEZLT, AFNV 4— ({[3— TFATI/) Fmrvr] 73
Y AFN) Revo—F kAWl 1—a) 287k, Efl40TRICE
WTC, a3 OROVIMAEW L 1 —a BT, EiEfl 4 —EHEfl 5 —
KBl 6 —FHEBl 9 —Efafl L 0 &L FRkO#ERIELZ L. UTFOMWEEYHT 5
HELeW T/,
PR ¢ R
TLC:Rf0.51 (7 mmAH A H ) —)V28% T L E=T K =80:20:3) ;
NMR (CDCls) : § 0.89 (t, J=7.2 Hz, 6H), 1.16-1.46 (m, 8H), 1.55-1.72 (m,
2H), 2.31-2.50 (m, 6H), 2.64 (t, J=6.9 Hz, 2H), 3.78 (s, 2H), 4.51-4.77 (m,
4H), 6.89-17.11 (m, 4H), 7.35 (d, J=8.1 Hz, 2H), 7.55 (d, J=8.1 Hz, 21,
Ehtafl1 1 (1) ~FjEgl11 (21)

N, N=UT7FA—1, 3—=7m 0 P7IofRbVICHY Y373

LBWEBNT, ERHI 1 1 L FEORIEE L. BT OARKEH LAY B,
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EfEFI1 1 (1) 14— ({[4— FuEATI)) —4—FXVTF
N T} AFA) =N, N—ER (1H—AIFZS—N—2—ANVAF
W) RUAXTIF (ka1 1—1)

MR TENALT 7R

TLC:Rf0.58 (P mu A Z L ir ¥ ) —N28%7 E=T K =8020:3) ;
NMR (CDCls) : § 0.77-0.98 (m, 6H), 1.40-1.64 (m, 4F1), 1.72-1.91 (m, 2H),
2.36 (t, J=7.2 Hz, 2H), 2.68 (t, J=7.2 Hz, 2H), 3.08-3.32 (m, 4H), 3.81 (s,
9H), 4.45-4.80 (m, 4H), 6.92-7.10 (m, 4FD), 7.33 (d, J=8.1 Hz, 2H), 7.48 (d,
J=8.1 Hz, 2H),

EZHEL1 (2) :4— ({[6— (¥FuEerTI)/) ~UvFN]l 7/}
AFNL) —N, N—ER (LH—A &Y —N—2—AVAFN) RVAT
IR (kEm1L1—-2)

MR TELT 7R

TLC:RE0.52 (7 mu A Z LA H ) —Ni28% 7T E=T K =80:20:3) ;
NMR (CDCls) : § 0.86 (t, J=7.5 Hz, 6H), 1.16-1.64 (m, 10H), 2.26-2.48 (m,
6H), 2.60 (t, J=7.2 Hz, 2H), 3.78 (s, 2H), 4.48-4.78 (m, 4H), 6.85-7.10 (m,
4H), 7.33 (d, J=8.1 Hz, 2H), 7.52 (d, J=8.1 Hz, 2H),

EMEFILL (3) 14— ({4— [ PFuEATI)) AFH] -1V
RYD=p} AFN) —N, N—ER (LH—A IFS—NV—2—A VAT
V) RUXTIR kel 1—3)

MR TEALT 7R

TLC :Rf 0.40 (X ¥ / —/:28% 7 ' E=T7K =99:1) ;

NMR (CDCls) : § 0.85 (t, J=7.5 Hz, 6H), 1.04-1.26 (m, 2H), 1.29-1.50 (m,
5H), 1.62-1.80 (m, 2H), 1.83-2.02 (m, 2H), 2.18 (d, J=6.9 Hz, 2H),
2.23-2.37 (m, 4H), 2.72-2.90 (m, 2H), 3.48 (s, 2H), 4.55-4.78 (m, 4H),
6.87-7.12 (m, 4H), 7.35 (d, J=8.1 Hz, 2H), 7.57 (d, J=8.1 Hz, 2H),
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EZHaE 11 (4) 14— ({[4— (PFrEATI)) vZa~Fii]
7))} AFNL) —N, N—ER (1H—A &Y —N—2—AVAF)
RURX7IR (fkEém11—4)

MR TEAT 7 A

TLC : RF0.22 (X ¥ ) —/V28%7 - E=T 7K =99:1) ;

NMR (CDCls) : § 0.77-0.92 (m, 6F1), 0.99-2.06 (m, 12H), 2.28-2.56 (m, 6H),
3.69-3.89 (m, 2H), 4.52-4.78 (m, 4H), 6.91-7.15 (m, 4H), 7.29-7.45 (m, 2H),
7.48-7.64 (m, 2H), |

=11 (5) : N, N—F2 (1H—A IF/—N—2—ANVAFN)
—4— [ (2—Fuvr—2, 9—VU7¥FR¥Ru [5. 5] VT —9—
AN) AFA] RUXTIR ((bEW1L1—5)

MR : TENMT 7 A

TLC :RF0.32 (A & ) —/128%7 V" E=T/K =99:1) ;

NMR (CDCls) : 6 0.87 (¢, J=7.5 Hz, 3H), 1.20-1.34 (m, 2H), 1.36-1.64 (m,
8H), 2.01-2.45 (m, 10H), 3.41-3.54 (m, 2H), 4.56-4.77 (m, 4H), 6.89-7.13
(m, 4H), 7.35 (d, J=8.1 Hz, 2H), 7.54 (d, J=8.1 Hz, 2H),

=11 (6) N, N—ER (LH—A IF/—N—2—ANVAFN)
—4— [ (2—Furr—2, 8—V7¥RAER [4. 5] TH—8—A/N)
AFAN] RUAXTIR (k&1 1—6)

IR TEALT 7 A

TLC : Rf0.13 (A &% /) —1:28%7 E=T7K =99:1) ;

NMR (CDCls) : § 0.89 (&, J=7.5 Hz, 3H), 1.40-1.69 (m, 8H), 2.23-2.44 (m,
8H), 2.57 (t, J=6.9 Hz, 2H), 3.46 (s, 2H), 4.55-4.77 (m, 4H), 6.86-7.14 (m,
4H), 7.35 (d, J=8.1 Hz, 2H), 7.56 (d, J=8.1 Hz, 2H),

EEl 11 (7) :N, N—EX (1H—A IFYS V=2 —AVAFI)
—4— [ (4—FBEA—1, 4—VTERV—1—AN) AFN] RUX
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7IF (kAWML 1-7)

R TEAT 7R

TLC:Rf0.22 (A &% ) —N128% 7 VE=T 7K =99:1) ;

NMR (CDCls) : 6 0.87 (t, J=7.5 Hz, 2H), 1.32-1.60 (m, 3H), 1.68-1.85 (m,
2H), 2.34-2.50 (m, 2H), 2.56-2.80 (m, 8H), 3.62 (s, 2H), 4.52-4.80 (m, 4FD),
6.85-7.13 (m, 4H), 7.37 (d, J=8.1 Hz, 2H), 7.54 (d, J=8.1 Hz, 2H),

Eigl1 1 (8) :4—{[(38) —1—-FTFA—3—(fYTFr—2,
5—VAFY—1, 4, 9—FYT¥REE [5. 5] UUFhH—9—4 1]
AFNY =N, N—=EFR (1H—AIFY—N—2—ANAFNL) RURT
IF (k&1 1—8)

MR TELT 7 X

TLC :Rf0.69 (X % /) —/28%7 =T K =99:1) ;

NMR (CDClb) : § 0.83-1.06 (m, 9H), 1.21-2.23 (m, 11H), 2.47-2.96 (m, 4H),
3.25-3.50 (m, 2H), 3.56 (s, 2H), 3.86-4.02 (m, 1H), 4.54-4.78 (m, 4H),
6.09-6.29 (m, 1H), 6.90~7.12 (m, 4H), 7.37 (d, J=8.1 Hz, 2H), 7.58 (d, J=8.1
Hz, 2H),

Fhagl 11 (9) : N, N—=EX (1H—A IFY——2 =L L AFN)
—4— (1-ERYP=ppRAFN) RUATIF ((kAW11—9)

IR TELT 7 R

TLC :Rf0.51 (X % J —/:28% 7 L E=TF 7K =99:1) ;

NMR (CDCls) : § 1.33-1.48 (m, 2H), 1.48-1.63 (m, 4H), 2.24-2.45 (m, 4H),
3.46 (s, 2H), 4.54-4.76 (m, 4H), 6.95-7.11 (m, 4H), 7.36 (d, J=8.1 Hz, 2H),
7.58 (d, J=8.1 Hz, 2H),

EHifl11 (10) :4— ({[3— (FRrEATI)) FPubr] 73
Y AFN) =N, N—=FR (1H-—AIFYV—NL—2—ANAFNL) Ry
AT7IF (kg1 1—10)
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MR 2 TEAT 7 A

TLC : Rf0.28 (X # ) —/:28% 7 v E=T7 K =99:1) ;

NMR (CDCls) : § 0.84 (t, J=7.5 Hz, 6H), 1.31-1.52 (m, 4H), 1.53-1.74 (m,
2H), 2.26-2.39 (m, 4H), 2.45 (t, J=6.86 Hz, 2H), 2.64 (t, J=6.9 Hz, 2H), 3.77
(s, 2H), 4.50-4.79 (m, 4H), 6.84-7.13 (m, 4H), 7.32 (d, J=8.1 Hz, 2H), 7.51
(d, J=8.1 Hz, 2H), ,

EZEH11L (11) :4— ({[2— (FubEATI)) =FA] 7/}
RAFN) =N, N—ER (LH—A IFS—N—2—A VEFN) "V AT
IR (fbkEm1L1—11)

MR TEALT 7 A

TLC : RF0.42 (X & / —/128%7 »E=77K =99:1) ;

NMR (CDCls) : 6 0.84 (, J=7.5 Hz, 6H), 1.30-1.53 (m, 4FD), 2.25-2.41 (m,
4H), 2.48-2.58 (m, 2H), 2.59-2.70 (m, 2H), 3.80 (s, 2F), 4.50-4.79 (m, 4T,
6.86-7.14 (m, 45, 7.34 (d, J=8.1 Hz, 2H), 7.56 (d, J=8.1 Hz, 2H),
%%%11(12):4—{[7—(?#m6w7i/)—3,4—93?
n—2 (1H) —A Y%/ U=A] AFn} =N, N—ER (1H—A(3IF
S = 2= A VAFA) RUXTIF (b1 1—12)

MR TEAT A

TLC : Rf0.54 (X ¥ ) —128%7 - E=T7K =99:1) ;

NMR (CDCls) : § 0.89 (t, J=7.5 Hz, 6H), 1.42-1.68 (m, 4H), 2.61-2.87 (m,
4H), 3.06-3.25 (m, 4FD), 3.54 (s, 2H), 3.67 (s, 2H), 4.56-4.77 (m, 4H), 6.23
(d, J=2.7 Hz, 15D, 6.48 (dd, J=8.7, 2.4 Hz, 1H), 6.93 (d, J=8.7 Hz, 1II),
6.96-7.13 (m, 41D, 7.45 (4, J=8.1 Hz, 2H), 7.59 (d, J=8.1 Hz, 2H),
11 (13) : N, NotX (LH—A IF/—V—2—AVAFN)
—4—[(9—Fuvrr—3, 9—V7¥AR¥nu [6. 5] YT H—3—
AN) AFA] RUXFTIR ((kEW11—13)
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MR TEAT 7R

TLC:RF0.61 (P77 mu R ix & ) —L28%7T Y E=T K =80:20:3) ;
NMR (CDCls) : 6 0.88 (t, J=7.5 Hz, 3H), 1.33-1.66 (m, 10H), 2.16-2.49 (m,
10H), 3.50 (s, 2H), 4.54-4.79 (m, 4H), 6.91-7.12 (m, 4H), 7.35 (d, J=8.1 Hz,
2H), 7.55 (d, J=8.1 Hz, 2H),

EEF 11 (14) : N, N—EX (LH—A IF—N—2—ANVAFN)
—4— [ (9—FutEr—2, 9—V7¥RERr [5. 5] UVTH—2—
AN) AFAN] _RUXTIFR (kA1 1—14)

MEIR : TENT 7 A

TLC :Rf0.64 (P70 A Z A& ) —n28%7 =7k =80:20:3) ;
NMR (CDCls) : 6 0.85 (t, J=7.5 Hz, 3H), 1.21-1.68 (m, 10H), 1.99-2.49 (m,
10H), 3.42 (s, 2F1), 4.51-4.80 (m, 4H), 6.87-7.15 (m, 4H), 7.35 (d, J=8.1 Hz,
2H), 7.55 (d, J=8.1 Hz, 2H),

EZRE 11 (15) :N, N—EX (LH—AIFY—N—2—ANVAFN)
—4— ({[(1=FrERr—4—ERY V=) AFNA] TI)} AFN)
RYRXT7IN (k&1 1—-15)

MR TEANT 7R

TLC:RE0.15 (P 7 um A F i & ) —)V28% T VE=T K =80:20:3) ;
NMR (CDCls) : 6 0.88 (t, J=7.32 Hz, 3H), 1.14-1.35 (m, 2H), 1.37-1.60 (m,
3H), 1.63-1.79 (m, 2F), 1.81-1.98 (m, 2H), 2.19-2.34 (m, 2H), 2.48 (d,
J=6.77 Hz, 2H), 2.84-3.02 (m, 2H), 3.79 (s, 2H), 4.51-4.76 (m, 4H),
6.91-7.16 (m, 4FD), 7.87 (4, J=8.1 Hz, 2H), 7.63 (d, J=8.1 Hz, 2H),

EZWEH 1L (16) :4— ({[4— (PTmEATI)) Z==/] T3
)} AFA) =N, N—ER (LH—A IF/—N—2—ANVAFN) NV
7R (fkéHW11—-16)

MR BERE TENT 7R
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TLC :Rf0.64 (U7 R AFLAE ) —/L28%T »E=T K =80:20:3) ;

NMR (CDCls) : 6 0.70-1.06 (m, 6H), 1.31-1.74 (m, 4FD), 2.68-3.50 (m, 410,

4.01-4.57 (m, 2F), 4.57-4.84 (m, 4H), 6.22-6.89 (m, 4H), 6.90-7.14 (m, 41),

7.41 (d, J=8.1 Hz, 2H), 7.60 (d, J=8.1 Hz, 2H),

AL L (17) 14— [ (2—_vPn—2, 9-VTFRER [5.

5] Wy FH—9—AN) AFA] —N, N—t2 (1LH—A IFY—/L—
Q—ANAFN) RUXTIR ((kEWL1—17)

MR TEALT 7 A '

TLC:RE0.67 (7 nurF i E ) —L28%T VE=T K =8020:1) ;

NMR (CDCls) : § 1.21-1.38 (m, 2H), 1.40-1.66 (m, 6F), 1.99-2.44 (m, 8H),

3.34-3.47 (m, 4H), 4.53-4.81 (m, 4H), 6.92-7.12 (m, 4H), 7.19-7.30 (m, 5H),

7.32 (d, J=8.1 Hz, 2H), 7.52 (d, J=8.1 Hz, 2H), |

EZH 11 (18) :4— [ (2—¥Zu~FiN—2, 9-VU7¥FAER
[5. 5] 9oFH—9—4A) AFA] —N, N—t=x (1H—AIFY

= 2= VAFA) RURXTIFR ((kEW11—18)

IR TEAT 7 A

TLC:RF0.40 (PrnurF 2 & ) —)V28%T L E=T K =80:20:1) ;

NMR (CDCls) : § 1.08-1.84 (m, 18H), 2.13-2.54 (m, 9H), 3.48 (s, 210,

4.57-4.77 (m, 4H), 6.93-7.13 (m, 4H), 7.36 (d, J=8.1 Hz, 2H), 7.53 (d, J=8.1

Hz, 2H),

EZfEH11 (19) :4— { [ (3S) —1—-TFFN—3—AYTFN—5

—F%V—1, 4, 9— M I TH¥RYR [5. 5] YryTH—9—AN] A

FN} —N, N—FR (LH—A IFS—N—2—AVAFN) N AT
F a1 1—19)

MR TEALT 7R

TLC:RF0.60 (U7 BB A X VIR E ) —)V28%T VE=T K =80:201) ;
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NMR (CDCls) : § 0.81-1.03 (m, 9H), 1.13-1.53 (m, 6H), 1.56-1.73 (m, 1H),
1.75-3.06 (m, 12H), 3.56 (s, 2H), 3.59-3.73 (m, 1H), 4.51-4.84 (m, 4H),
5.66 (s, 1H), 6.91-7.10 (m, 4H), 7.36 (d, J=8.1 Hz, 2H), 7.49 (d, J=8.1 Hz,
2H),

Efif11 (20) :4— {[(838) —1—TFN—3—AYTF)—2
—F%Y—4—Futr—1, 4, 9—RITH¥RERr [5. 5] VUTH
—9—AN] AFN} =N, N—F¥R (1H-—AIFS—NV—2—ANVAF
L) RUAXTIF ((kd#H11—20) |

MR 7L A

TLC :Rf0.69 (P27 nuAF i & ) —n28%7 L E=T K =80:2001) ;
NMR (CDCls) : §0.75-1.02 (m, 12H), 1.19-2.22 (m, 17H), 2.45-2.67 (m,
1H), 2.67-2.84 (m, 2H), 2.86-2.98 (m, 1H), 2.98-3.16 (m, 1H), 3.16-3.27 (m,
1H), 3.28-3.43 (m, 1H), 3.50 (s, 2H), 4.54-4.81 (m, 4FD), 6.93-7.12 (m, 4HD),
7.37 (d, J=8.1 Hz, 2H), 7.58 (d, J=8.1 Hz, 2H),

EHF 11 (21) :4— {[(88) —1=TFA—3—AVTFN—4
—Fuvr—1, 4, 9—FUT7FRYR [5. 5] VYT H—9—A)V]
AFN) =N, N—FR (1LH—A IF/S—N—2—ANVAFN) RUXT
IF (kEH11—21)

MR TEAT 7 A

TLC:RF0.67 (P27 um A ¥ LA % ) —28%T »E=T K =80:20:1) ;
NMR (CDCls) : § 0.78-1.00 (m, 12H), 1.10-1.69 (m, 11H), 1.78-2.35 (m,
9H), 2.49-2.82 (m, 5H), 2.93-3.09 (m, 1H), 3.37-3.58 (m, 2H), 4.51-4.82 (m,
4H), 6.91-7.14 (m, 4H), 7.36 (d, J=8.1 Hz, 2H), 7.55 (d, J=8.1 Hz, 2H),
EHFL 2 v 6— ({(Ex [ (1— {[2= (FIAFATIN)
ThFY] AFN} —1H—AIXYS—N—2—AN) AFV] T/} X
AR=N) —3, 4—VbFr—2 (1H) —AYF )V ANFFT—
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N kawml2)

tame. BIoMbkaw s okbvic2— [ (RUPATHY) BR=
Al —1, 2, 3, 4A—F FrFeFRu—6—4Y%/ U VALKV BRERAN
T, EHil 6 L FAEOEREE LT, UTowEESF T 2 EELEMERI
TLC :RE0.34 (Z mm L AiAZ ) — =1011) ; |
NMR (CDCls) : § 7.7 (m, 6F), 7.00 (m, 6H), 5.55 (m, 2H), 5.21 (m, 2H),
5.17 (s, 2H), 4.87 (m, 4FD), 4.62 (s, 2H), 3.69 (t, J=5.7 Hz, 2H), 3.53 (m, 4H),
3.33 (m, 2H), 0.88 (m, 25, 0.74 (m, 2H), -0.05 (s, 18H),
EHig13 : N, N—vx [ (1— {[2= (RIRAFAVIN) T bFV]
AFN) —1H—AIFS—N—2—AN) AFA] —1, 2, 3, 4—7
FSE RR—6—AYF UV REFFIR (kEW1L 3)

am1 oRbVITLEW1 2%, 2 0%KEBAFVT A—REONRD
DIZ1 0% TPy A—REEAVTERS 2 & AROBREEZ L, UTOY
M E2H T HIEELEMERTs
TLC : RE0.50 (Z B R/ AR Z ) —V28%7T E=T K =80:10:1) ;
NMR (CDCls) : § 7.43 (d, J=6.0 Hz, 1H), 7.36 (s, 1H), 6.99 (m, 5H), 5.50 (m,
2H), 5.15 (m, 2H), 4.84 (m, 2H), 4.69 (m, 2FD), 4.04 (s, 2H), 3.53 (m, 2H),
3.52 (m, 2H), 3.15 (t, J=5.7 Hz, 2H), 2.81 (m, 2H), 0.77 (m, 2H), -0.05 (s,
18H),
EfGl14: 2— [4— (PFmreAr)) 7FAL] —N, N—tvX [ (1
—{[2= (FYAFAVIA) =b+FV] AFN) —LH—A IFY =)L
—2—AN) AFN] —1, 2, 8, 4—TFT+FeFe—6—AYF/ U
INREFYFIR (LEWL 4)

1— ({[2— (RYAFALIN) =FNFHRY] AFNL —1H—A
IFXS =2 —HARTATE FORbYVIZ, 4— (PTrEAVT )
FarF—nE, { [4— (AFNTHY) Tz=pA] AFN TIVORD
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Vi, LA 1 3 ZRNT, EiEf] 1 L FROBREEZ L. UTOMEEZE
BB EM BRI,

TLC : RE0.39 (Z mudk/L A A E ) —A28%7 E=T K =80:10'1) ;
NMR (CDCls) : § 7.38 (m, 2, 6.99 (m, 5H), 5.50 (s, 2H), 5.15 (sm, 2F0),
4.84 (s, 2H), 4.68 (s, 2H), 3.58 (ni, 411, 3.33 (m, 2H), 2.84 (t, J=5.7 Hz, 2H),
2.70 (, J=5.7 Hz, 2FD), 2.51 (m, 4H), 1.60 (m, 12F), 0.90 (m, 10H), -0.05 (s,
18H),

EWFILE : 2— [4— (FREATI)) TFA] =N, N—EX (1
H—A IFSN—2—ANAFN) —1, 2, 3, 4—7T b7 Fr—6

— A VX )V AIAREIF ((kEW15)
H

[:)—\N

O

N\
. L_cH;

e 9 DR YVITLEW 1 4 ZA\WT, EHEfl 1 0 & FHROBIEZ LT,
LLF oiikiE % A3 DB E W e /I,
MR : 7T 7 R
TLC : RF0.67 (Z m u /LA A X ) —)V28%T VE=T K =80:2014) ;
NMR (DMSO-ds) : § 0.81 (t, J=7.20 Hz, 6H), 1.27-1.43 (m, 6H), 1.43-1.59
(m, 2H), 2.22-2.31 (m, 4H), 2.34 (t, J=6.9 Hz, 2H), 2.41 (t, J=7.20 Hz, 210),
2.59 (t, J=6.3 Hz, 2, 2.72 (&, J=6.30 Hz, 2F), 3.50 (s, 2H), 4.43-4.57 (m,
9H), 4.57-4.71 (m, 2FL), 6.75-6.98 (m, 2H), 6.99-7.16 (m, 4H), 7.20 (dd,
J=7.8, 1.5 Hz, 1H), 12.03-12.57 (m, 2H),
Effl15 (1) ~Ehapil1 5 (3)

i 1 2 OTRIZBWT, (LA 2 £z oRbYICER [ (1—X
Fh—1H—A IFS—N—2—AN) AFN] TIVEREFER (2-F
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YTV RAFNA) TIVERANT, 2— [ (RyUPAFHY) paR=1]
—1, 2, 3, 4=~ T I RR—6—AVF ) YUV INRUBELITZD
Rbviz2— [ (RUUAFHY) IAB=A] —1, 2, 3, A—F 15
ERR—T7T—AYF Y IR BEEANT, Eifl 1 2 —EHEH 1 83—
Ehif] 1 4, BIUFTRICL Y EfEfi 1 5 L FROEREEZ LT, BIFo4%
e E B,

EiF15 (1) :2— [4— (¥Fuvr7Is) FFA] —N, N—t
A2 (IH=AIFS—N—=2 = VAFNL) —1, 2, 3, 4—F 5t K
R—T7—AYF% )V AVREFIR (kW1 5—1)

PR TELT 7R

TLC :Rf0.30 (/ m /L AR & J —/L28% 7 E=T K =80:10:1) ;
NMR (DMSO-de) : § 0.81 (t, J=7.2 Hz, 6H), 1.27-1.45 (m, 6H), 1.45-1.58
(m, 2H), 2.22~2.31 (m, 4H), 2.32-2.37 (m, 2H), 2.37-2.45 (m, 2H), 2.60 (,
J=5.4 Hz, 2H), 2.78 (t, J=5.4 Hz, 2H), 3.43 (s, 2H), 4.45-4.70 (m, 4FD),
6.72-6.99 (m, 2H), 6.99-7.15 (m, 3H), 7.16-7.31 (m, 2H), 11.94-12.28 (m,
1H), 12.28-12.63 (m, 1H),

Ehagl15 (2) : 2— [4— (FrEATI/) F7F1] —N, N—F
A[(1L=AFA—1H-AIF/—NV—2—4N) AFA] —1, 2, 3,
4—7 7 FR=6—AYF VU INEXFIF (LAWMW1 5—2)
R R

TLC :Rf0.33 (7 muf/LAiAH ) —28% 7 E=T 7k =80:10:1) ;
NMR (DMSO-ds) : § 0.81 (t, J=7.5 Hz, 6H), 1.25-1.43 (m, 6H), 1.44-1.59
(m, 2H), 2.22-2.31 (m, 4H), 2.34 (t, J=6.0 Hz, 2H), 2.38-2.46 (m, 2H), 2.59
(t, J=5.7 Hz, 2H), 2.67-2.82 (m, 2H), 3.14-3.43 (m, 3H), 3.50 (s, 2I1),
3.53-3.75 (m, 3H), 4.30-4.51 (m, 2H), 4.52-4.75 (m, 2H), 6.74-6.91 (m, 210,
6.97-7.13 (m, 3H), 7.15-7.23 (m, 1H), 7.28 (d, J=8.1 Hz, 1H),
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EiFl15 (3) : 2— [4— (Fuerr7rI)) 7F4] —N, N—t
A (2=FEIV=pRrAFN) —1, 2, 3, 4—F F S5 Ru—6—g V%
Y ANVEFFIR (bWl 5—3)
IR ¢ R
TLC :Rf0.48 (I m B/ AIAF ) —)V28%F L E=T 7K =80:10:1) ;
NMR (DMSO-ds) : § 0.70~0.91 (m, 6H), 1.21-1.42 (m, 6H), 1.43-1.59 (m,
2H), 2.17-2.45 (m, 8H), 2.55-2.66 (m, 2H), 2.68-2.80 (m, 2H), 3.43-3.59 (m,
2H), 4.60 (s, 2H), 4.67 (s, 2H), 6.99-7.09 (m, 1H), 7.16-7.25 (m, 3H),
7.25-7.32 (m, 2H), 7.36 (d, J=8.4 Hz, 1H), 7.65-7.93 (m, 2H), 8.42-8.72 (m,
2H),
FEHHI1 6 : 1— [4— (V= FFVAFA) 7==a] —N— [ (1— [ [2
— (P RAFAVIN) = bF V] AFN} —1H—AIFS—N—2—4
W) AFN] AFTIY (A1 6)

1L— ({[2— (RYURAFAVIN) =FNFHY] AFN} —1H—A
RFS == 2=ANBTATE RORPYVIZ4— (P bFTAFL) R
YATNTEe R, {[4— (AFALHY) Tz=A] AFA) TILVD
RoViZ1i— (1— {[2— (FIAFATINL) = ] AFN) —1
H—A IFS—N—2—()) XAFZUTIVERNT, BH6 1 & RREOR
Bz L, UTFowiEEEE T 21Z8AEDERT,
TLC :Rf0.63 (/7 v RV AR ) —NVi28%T VE=T 7K =80:10:1) ;
NMR (CDCls) : § 7.43 (d, J=7.8 Hz, 2H), 7.33 (J=7.8 Hz, 2H), 6.97 (m, 2D,
5.49 (s, 1H), 5.32 (s, 2H), 3.94 (s, 2H), 3.84 (s, 2H), 3.52 (m, 6H), 1.24 (m,
6H), 0.88 (m, 2H), -0.03 (s, 9H),
L1 7 N—[4— (D= FFVRAFL) _RUPV] —N— [ (1—{[2
— (FPIRAFAVIN) ZbFV] AFAV} —1H—-AIFS—A—2—4
W) AFNV] —1H—AIFY~N—2—TNREFHFIF (LEW17)
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Ee16 (193 g) . 1H-AIFY—n—2—h AR (173 mg)
BIROVA YT FAT IV (297 g) OV Zuea iy (15 mL)
BRIZO— (7T—TY¥YR_J Py 7Y —n1—1—4) N, N, N, N'—5
FIZAFNTRZTAIAFY I NVARRAT=2—F (HATU) (262 g)
EXKE TR, KNESYEZEECT4BMERE L, KEBAEWIZ 1 NX
BRIET F U U LKESHK (80 mL) #Mxiz, KEEZYZ7unA&r (50 m
L) T2EHMH L, AEEZE DY THRMAEK G L, Sk~ 2
FUULTHMEL, BB L, BEZVI VSN I u~v N T 74— (B
TFVRABE )= =1:0-10:1) ko THRL, UTFOWEELHE
T HIEELEY (977 mg) #E7,

TLC:Rf0.44 (Z m /AR F ) —)L28% T L E=T K =80:10:1) ;
NMR (CDCls) : § 7.41 (m, 4H), 7.15 (s, 2H), 7.04 (s, 1H), 6.96 (m, 1H), 5.82
(s, 1H), 5.77 (s, 1H), 5.46 (s, 1H), 5.37 (s, 1H), 5.23 (s, 1H), 4.83 (s, 15D,
4.76 (s, 1H), 3.51 (m, 6H), 1.25 (m, 6H), 0.82 (t, J=8.1 Hz, 2H), ~0.06 (s,
9H),

Ehafl 1 8 : N— (4—FNVINRUPN) —N— (1H—A IFXS——
2—ANRAFN) —1H—AIF—N—2—HNAFHIF (k&1 8)

AW 1L 7 (970 mg) \Z50% N ZNA -7 nn A ¥ VK

(10 mL) ZXM Tz, KINESWE =R T 3BEHEE L, REES
W ie Uic, PRI 2 NAKERMET DU 7 LK (20 mL) &%/, K
BazvrunA&y (50 mL) C2EMH L, EHEL*A&DE CEfIAE
KTUEH L, KRB~ 7RV U ATHIEL, BiEL. UTowEEs &
DIFEILEME R/, BONEWIIRERYT 3 = & 2 ROKBIZHW -,
TLC :Rf0.50 (Z m miR/L A A F ) —)L28% T L E=T 7K =80:10:1) ;
NMR (CDCls) : § 9.98 (s, 1H), 7.81 (d, J=8.1 Hz, 2H), 7.49 (d, J=8.1 Hz,
2H), 7.23 (s, 2H), 7.08 (s, 2H), 5.04 (s, 2H), 4.87 (s, 2F),
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%ﬁ%19:N—[4—({[4—(v7uBW?i/)7?w]7i/}
}?w)&VVW]—N—(1H—4iﬁf—»—2—4»%?»)—1H
A IFS =2 —IARFYI N ((LEWL 9)

T
O
NQ'/KO N\/\/\N/\/CH3

\_NH - L_cHs

5 1— ({[2—= (FNYRAFAVYN) =FAFHT] AFN} —1H—A
IES N — 2 —HARTATE FORDYIikEm1 8%, { [4— (X
FAAFY) Tz=] AFA TIVORPYICN, N—V7rbEnr—1,
A—FRUDT IVERNT, EEf 1 L FERROERIEEL L, SUTOREES:
1 oEELEM R,

10 MR EEE
TLC : RE0.64 (Z B /L LA R ) —Li28%T E=T K =802014) ;
NMR (DMSO-ds) : 6 0.80 (t, J=7.5 Hz, 6H), 1.22-1.51 (m, 8H), 2.16-2.35

HN_ __N

(m, 6H), 2.44 (t, J=6.3 Hz, 2H), 3.63 (s, 2H), 4.48 (s, 1H), 4.54 (s, 1H), 5.25

(s, 15D, 5.53 (s, 1ED), 6.72-6.92 (m, 1H), 6.92-7.10 (m, 1H), 7.11-7.22 (m,
15 3H), 7.22-7.36 (m, 3H), 11.70-12.25 (m, 2H),

EfEF1 9 (1) ~FHapl19 (19)

=Hif 1 6 DTRIZENT, 1— (1— { [2— (RYAFAVIN) =

] AFA) —1H—AIFY—N—2—A ) AFUTIVERIEL

DDV ICHYT BT I ke, Eiigll 7 0TRICBNT, 1H—A
90 IFYV—N— 2 —HARVEBREIZEONRD Y ICRUTEINRBRE, R

Wil 9 DTRICE\NT, N, N—Y7FrEr—1, 4—7F0PTIVE

IEEORP VIS T ST IV EANT, Eihl 1 6 >FEHifl 1 7 X
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Bl1 8 -Gl 1 9 L FROBEIEE LT, UTOERILEWEET:,
FEhpll19 (1) :N— [4— ({[4— (FuerrI)) TFL] T
I/} AFN) RUPA] —N—= [ (B—AFA—2 - Y V=) AFN]
~1H-AIFS—N—2—=FVRFVIF (L&l 9—1)

PR R

TLC:Rf027(Z/ mu B AhiAF ) —N28% 7T E=TK =80:10:1) ;
NMR (DMSO-dg) : § 0.80 (t, J=7.5 Hz, 6H), 1.25-1.46 (m, 8H), 2.18-2.34
(m, 9H), 2.37-2.47 (m, 2H), 3.62 (s, 2H), 4.53 (s, 1H), 4.57 (s, 1H), 5.48 (s,
1H), 5.52 (s, 1H), 6.86-7.41 (m, 7H), 7.47-7.61 (m, 1H), 8.24-8.40 (m, 1),
12.50~13.44 (m, 1H),

Eiigl19 (2) :N—[4— ({[4— Furr7)) TFA] 7
R/} AFN) RUPA] —N— (LH—A IFYS—N—2—A N AF)N)
—4—AFN—1H—A IFY—NV—2—IARIHIF (kEW1L9—2)
TLC:Rf0.47 (P77 uuAF A F ) —)V28% 7 L E=T K =90:10:2) ;
NMR (CDCls) : § 0.86 (m, 6H), 1.38-1.60 (m, 8H), 2.15-2.50 (m, 9H),
2.58-2.68 (m, 2H), 3.78 (m, 2H), 4.45-4 98(m, 4H), 6.92-7.42 (m, 7H),
KitEF19 (3) :N— [4— ({[4— TuErT)) TFA] T
I/} AFN) RUPA] —=N— (1H—AIFS— =2 — A A AFN)
—2—VEIVUVINEFYIFN ({bEW19—3)

TLC :Rf0.20 (Z mu RV LA F ) —)V28% T U E=T 7K =80:10:1) ;
NMR (DMSO-ds) : § 0.75-0.90 (m, 6H), 1.26-1.47 (m, 8H), 2.16-2.37 (m,
6H), 2.38-2.47 (m, 2H), 3.63 (s, 1H), 3.66 (s, 1H), 4.47 (s, 1H), 4.52 (s, 11D,
4.57 (s, 1H), 4.59 (s, 1H), 6.77-6.91 (m, 1H), 7.05 (s, 1H), 7.15 (d, J=7.8 Hz,
1H), 7.19-7.835 (m, 8H), 7.42-7.55 (m, 1), 7.59-7.76 (m, 1H), 7.84-8.02 (m,
1H), 8.50-8.72 (m, 1H), 11.71-12.10 (m, 1H),
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Eiigl19 (4) :N—[4— ({[4— (FuerTI)) TFA] 7
R/} AFN) RNUPN] =N— (2—FUV=pRAF)L) —1H—AIF
V=2 —HANARFFIF ((bEW19—14)

MR . Ry

TLC :Rf0.31 (Z mu AN A RAF ) —)L28% T L E=T K =80:10:1) ;
NMR (DMSO-ds) : § 0.80 (t, J=7.5 Hz, 6H), 1.24-1.48 (m, 8H), 2.17-2.36
(m, 6H), 2.37-2.46 (m, 2H), 3.63 (s, 2H), 4.51-4.68 (m, 2H), 5.47-5.64 (m,
2H), 6.91-7.14 (m, 1H), 7.24 (t, 7H), 7.73 (t, J=7.5 Hz, 1H), 8.38-8.63 (m,
1H),

Ehigl19 () :N— [4— ({[4— FTmbrr)) FTFA] 7
I/} AFN) NUPN] =N~ (2—BI V= RAFA) —2—-E DD
AREYFIR (k&1 9—5)

MR R

TLC:Rf0.29 (Z/ RN A AF ) —)28%T VE=T K =80:10:1) ;
NMR (DMSO-ds) : § 0.70-0.89 (m, 6H), 1.24-1.48 (m, 8H), 2.16-2.36 (m,
6H), 2.36-2.47 (m, 2H), 3.57-3.72 (m, 2H), 4.51-4.73 (m, 4H), 7.11-7.18 (m,
1H), 7.19-7.38 (m, 5H), 7.89-7.51 (m, 1H), 7.56-7.67 (m, 1H), 7.67-7.97 (m,
2H), 8.41-8.68 (m, 2H),

KB 19 (6) :N— [4— ({[4— (¥FurrT)) TFA] 7
R} AFN) RUPNV] —N— (1H=—AIFY—L— 2 —A N RAFN)
—1H-FEr—A—2—hVRFIIF (LAWMW1 9—6)

PR R

TLC :Rf0.27 (Z mu B/ A A X ) —)L28% T =T 7K =80:10:1) ;
NMR (DMSO~de) : § 0.81 (t, J=7.50 Hz, 6H), 1.18-1.51 (m, 8H), 2.15-2.40
(m, 8H), 3.72 (s, 2H), 4.31-4.48 (m, 2H), 4.51-4.72 (m, 2H), 5.97-6.14 (m,
1H), 6.73-7.47 (m, 9H), 11.58-12.28 (m, 1H),
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EiEBl19 (7) :N—[4— ({[4— FurAT)) TFA] 7

I/} AFN) _UPV] —N— (5, 6, 7, 8—~F b7k Fr—8—%

JV=20) —1H~AIFS—N—2—HARFHIF (k&1 9—17)

MR s R

TLC :Rf0.43 (/ v RV AR Z ) —/L128% T L E=F /K =80:10:1) ;

NMR (DMSO-de) : § 0.80 (t, J=7.2 Hz, 6H), 1.22-1.51 (m, 8H), 1.61-2.08

(m, 2H), 2.17-2.35 (m, 8H), 2.36-2.47 (m, 2H), 2.58-2.96 (m, 2H),

3.51-3.71 (m, 3H), 4.73-5.11 (m, 1H), 5.34-5.67 (m, 1H), 6.92-7.36 (m, 7H),

7.39-7.59 (m, 1H), 8.19-8.43 (m, 1H), 12.43-13.40 (m, 1H),

Eigl19 (8) :N— [4— ({[4— FuErATI)) TFA] 7

R/} AFN) RUPAV] —N— (LH—AIFS—N—2 —A NV AF)NL)

—1H-VEIY—N—A4—DINFFYIF (LEdW19—8)

PR - R

TLC : Rf0.15 BB F N A ¥ ) —28% T > E=T K =80:20:3) ;

NMR (DMSO-de) : § 7.40-6.70 (m, 8H), 4.60-4.38 (m, 4H), 3.76 (m, 2H),

2.57 (m, 2H), 2.40-2.22 (m, 6H), 1.60-1.28 (m, 8I), 0.82 (t, J=7.2 Hz, 6H),

K119 (9) :N— [4— ({[4— TuvErTI)) TFA] T

Rt AFA) RUPLV] —=N— (LH—A IFV—)— 2 — A JVAFL)

—1H—AIFZ/ =4 —INVEFYIF ((bkEW19—9)

MR Ry

TLC :Rf0.12 @EBE=F /LA & ) —1128% T o E=T K =80:20:3) ;

NMR (DMSO-ds) : § 7.88-7.65 (m, 2H), 7.35-7.18 (m, 4H), 7.18-6.75 (m,

2H), 5.42-4.85 (m, 2H), 4.60-4.35 (m, 2H), 3.63 (m, 2H), 2.55-2.38 (m, 2TD),

2.38-2.00 (m, 6H), 1.48-1.24 (m, 8H), 0.80 (t, J=7.2 Hz, 6H),

EhEF 19 (10) :N— (LH-AIFY—N—~2—AVAFNL) —N—
[4— ({[4= (1= T=n) TFA] TV} AFN) RUPA]
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—1H—AIFS—N—2—IARFHIF ({k&EW19—10)

R TENLT 7R

TLC :Rf0.55 (/ m RV b A & ) —)Vi28% 7 ' E=T K =80:20:4) ;

NMR (DMSO-de) : § 1.21~1.56 (m, 10H), 2.07-2.20 (m, 2H), 2.19-2.35 (m,

4H), 2.36-2.47 (m, 2H), 3.63 (s, 2H), 4.48 (s, 1H), 4.54 (s, 1H), 5.25 (s, 1H),

5.53 (s, 1H), 6.72-7.10 (m, 3H), 7.10-7.36 (m, 5H), 11.68-12.15 (m, 2H),

ERFI 19 (11) :N— (LH—AIFS—N—2—fVAFNL) —N—
[4— ({[4— (4—EAKRV =) TFA] T} AFN) RUPL]

—1H-AIFS—N—2—INVAFXYVIF (bkEW19—-11)

MR . TEALT 7R

TLC : Rf0.58 (7 mn RV LR F ) —28% T L E=T7 K =80:10:1) ;

NMR (DMSO-de) : § 1.34-1.48 (m, 4H), 2.14-2.25 (m, 2H), 2.24-2.36 (m,

4H), 2.38-2.48 (m, 2H), 3.46-3.58 (m, 4FD), 3.65 (s, 2H), 4.48 (s, 1H), 4.55 (s,

1H), 5.26 (s, 1H), 5.53 (s, 1H), 6.70-6.92 (m, 1H), 6.93-7.12 (m, 1H),

7.13-7.24 (m, 3H), 7.24-7.45 (m, 3H), 11.65-12.34 (m, 2H),

B 19 (12) :N— (LH-RUVISAIFY~NL—2 = VAFN)

—N=—[4— ({[4— TubrTI)) TFA] TI )} AFNL) R

VNV —1H~AIFS—N—2 =T REFFIF (kAW19—12)

MR TEALT 7 R

TLC :Rf0.26 (/ m RV LA E ) —)L28% T E=T 7K =80:10:1) ;

NMR (DMSO-ds) : §0.80 (t, J=7.5 Hz, 6H), 1.24-1.50 (m, 8H), 2.19-2.38

(m, 8H), 3.67 (s, 2H), 4.68 (s, 2H), 5.61 (s, 1H), 5.65 (s, 1H), 6.99-7.19 (m,

8H), 7.19-7.37 (m, 5H), 7.87-7.50 (m, 1H), 7.50-7.65 (m, 1H), 12.10-12.70

(m, 2H).

Rfapl19 (18) :N— [4~ ({[4— (3, 4—YeFr—2 (1H)

—AYFR) V=) TFA] TR )} AFL) RUPL] —N— (1H—A
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REFY—=N—2—ANAFN) —1H—AIFY—N—2 —HLRFPI K
k&1 9—1 3)

R TEAT 7R

TLC :Rf0.36 (Z u R/ hiAZ ) —/L28% 7 E=T 7K =80:10:1) ;

NMR (DMSO-de) : § 1.34~1.66 (m, 4H), 2.39 (t, J=6.9 Hz, 2H), 2.44-2.56

(m, 2H), 2.59 (t, J=6.0 Hz, 2H), 2.76 (t, J=6.0 Hz, 2H), 3.48 (s, 2H), 3.64 (s,

2H), 4.48 (s, 1H), 4.54 (s, 1H), 5.25 (s, 1H), 5.53 (s, 1H), 6.73-6.91 (m, 1H),

6.92-7.13 (m, 5H), 7.12-7.43 (m, 6H), 11.70-12.33 (m, 2H),

RiFI19 (14) :N—[4— ({[4— FuvErTI)) TFA]

T} AFN) R_RUPV] —2— (LH—AIFYS—N—4—AV) —N

— (IH—AIFS—N—2—AARFN) TEITIF ({tLAW19—1

4)

PR - HRY

TLC : Rf 0.36 BHR-F VA & ) —)V28% T E=T K =20:2:1) ;

NMR (DMSO-de) : §0.81 (t, J =7.5 Hz, 6H), 1.20-1.50 (m, 8H), 2.20-2.40

(m, 8H), 3.60-3.95 (m, 4H), 4.38-4.68 (m, 4H), 6.78-7.35 (m, 7H), 7.60 (m,

1H),

KiEFl1 9 (15) :N—[4~ ({[4— (¥FrEATI)) TFA]

TIJ} AFN) RUPV] —=N— (1H—A ¥V ——2—f VAF)

—1H-VY5Y—A—3—INVEAXHIF (kéWw19—15)

PR 0 ik

TLC:Rf0.35 (¥ AZ X H ) —28%T L E=7 /K =90:10:3) ;

NMR (CDCls) : 6 0.86 (t, J=7.5 Hz, 6H), 1.39-1.60 (m, 8H), 2.30-2.52 (m,

6H), 2.58-2.72 (m, 2H), 3.72-3.84 (m, 2H), 4.56-5.05 (m, 4H), 6.70-6.94 (m,

1H), 6.95-7.05 (m, 2H), 7.18-7.40 (m, 4H), 7.55-7.68 (m, 1H),

EMBILO (16) :N— [d— ({ [4— (PFREATIS) FFIL]
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T/} AFN) RPA] =N~ (LH—AIFS—=—2 — L AFNL)
—4—AFN—1H—AIFS N~ 2 —IARFHIF (k&1 9—1
6)

PR« R

TLC:REf047 (¥ mu A H i & ) —N28% T E=T K =90:10:2) ;
NMR (CDCls) : § d 0.86 (m, 6H), 1.38-1.60 (m, 8H), 2.15-2.50 (m, 9H),
2.58-2.68 (m, 2H), 8.78 (m, 2H), 4.45-4 98(m, 4H), 6.92-7.42 (m, 7TH),
8.40-8.50(m, 1H), ' ‘

FhF 19 (1L7) :N—[4— ({[4— (TFmEATI)) TFN]
T} AFN) RUPV] —=N— (1H—AIF/S—L—2—L N AFNL)
—5—AFN—2 BV PUINEFYIR ((LEWL9—17)

PEIR R

TLC :Rf0.16 (BEER=F VX % ) —/V28% 7 L E=T 7K =90:10:2) ;

NMR (CDCls) : 6 4 0.87 (t, J=7.5 Hz, 6H), 1.38-1.60 (m, 8H), 2.30-2.55 (m,
6D, 2.43 (s, 3H), 2.64 (t, J=6.0 Hz, 2H), 3.78 (s, 2H), 4.40-4.78 (m, 4H),
7.00-7.18 (m, 2F), 7.29 (d, J=8.1 Hz, 2H), 7.39 (d, J=8.1 Hz, 2H), 7.59-7.82
(m, 2H), 8.40-8.50 (m,1H),

Eiepl19 (18) :N—[4~ ({[4— (PTmEATI)) TFIL]
TR} AFN) RUPAL] —=N— (LH—A IFV—— 2 — AV AF)N)
—1H—1, 2, 4— R 7Y —AN—5—BARFHFIF {(LdW19—1
8)

MR . TELT 7 R

TLC:Rf0.33 (P2 muAH A H ) —)L28%7 L E=T 7K =80:20:3) ;
NMR (CDCls) : 6 d 0.78~0.95 (m, 6H), 1.35-1.78 (m, 8H), 2.40-2.68 (m, 6H),
2.70-2.85 (m, 2H), 3.80~4.00 (m, 2H), 4.52-5.12 (mn, 4H), 6.95-7.12 (m, 2H),
7.08-7.40 (m, 4F), 8.10-8.21 (m, 1HD),
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EWFI19 (19) :N— (44— { [ {4~ [ (¥FmEATIJ) AFN]
RPNt (AFN) TIJ)] AFN) _RoPv) —N— (LH—4IFY
V=2 —=ANVAFN) —1H—AIFS—V—2—ANVRFHTIF
IR . TEALT 7R
TLC:Rf0.44 (¥ mu A F iR & ) —N28% T VE=T7K =90:10:1) ;
NMR (CDCls) : § 0.84 (t, J=7.2 Hz, 6H), 1.41-1.53 (m, 4H), 2.16 (s, 3H),
2.33-2.38 (m, 4H), 3.48 (s, 2H), 3.49 (s, 2H), 3.53 ((s, 2H), 4.77 (s, 2H), 4.97
(s, 2H), 6.94-7.38 (m, 12H), |
EHEHI20 : AFNL 2— [4— FFueiATI)) TFL] —1, 2,
3, 4—=7FI7EFR—6—AYFX /I IANRXTTF— ({LEW20)
1— ({[2= (FURAXFAVIN) ZFNFHT] AFN} —1H—A
RES—N—2=INARTATE RORDYIZ4— (PFubEATI)) 7
ZF—nE, { [4— (AFAEHRY) To=V] 2AFAL TIUofRpY
WWAFV 1, 2, 3, 4—FT r5eRe—6—AYF )YV VANRELT
— b EERIEE RWT, A L & FRIROBIEE L, UTOWMEEEZF T2
EELAMEET,
TLC :Rf0.30 (Z B uRALiA B ) —28%7 U E=T K =80:10:1) ;
NMR (CDCls) : 8 7.77 (m, 2H), 7.08 (d, J=7.8 Hz, 1H), 3.890 (s, 3H), 3.66 (s,
2H), 2.94 (t, J=6.3 Hz, 2H), 2.74(t, J=6.0 Hz, 2H), 2.47 (m, 2H), 2.42 (m,
2H), 2.36 (m, 4H), 1.28 (m, 6H), 0.86 (m, 8H),
EFI21 : {2— [4— (PFurEAT)) TFA] —1, 2, 3, 4
— 7 e Rr—6—AYF% V=) AFZ )= ((bkEW2 1)
fbE&®m20 (3.02 g) 77k Fr7J (25 mL) BWKIZ, KFE
YFULTNVI=DL (830 mg) #—7 8CTMiiz, KNEAWE—17
8CT3 0L Lz, FUNEBEMITHEET MU U A1 OKF (2.8 g) &
vzFrT—7L (100 mL) 2%, KEESWEERETERSER,
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FIiSREEMEE7 A~ (Fdk) THHEL, B L, BEEVIISNLD
Shruw v 757 4— BHEFNL: A )—nN: FIZFATIU=1
0:1:0-510:1:0. 5) ICkoTHEL, UTOMEL2ET 2 EE
& (2.28 g) 157,
TLC :Rf0.57 (Z v r /W AR F ) —)L28% 7 L E=7 7K =80:10:1) ;
NMR (CDCls) : § 7.10 (m, 2H), 7.00 (d, J=8.4 Hz, 1H), 4.62 (s, 2H), 3.61 (s,
2H), 2.89 (t, J=5.7 Hz, 2H), 2.72 (t, J=5.7 Hz, 2H), 2.51 (m, 2H), 2.45 (m,
2H), 2.37 (m, 4H), 1.46 (m, 8H), 0.83 (m, 6H),
Eh#l22 : 2~ [4— (¥FeATI)) TFA] —1, 2, 8, 4—
7T7hIeRR—6—AYFX )V VANRTATE R ({bEW2 2)
ftawm21 (228 g) BEIR NI ZFAT IV (4.99 mL) DPAFLAR
ARFY R (30 mL) WRIC, ZBLRE -V VU (2.28 ¢) &9
> VMA T, FONEEW % EIR T 1 REEE L, KSKICK (100 mL)
EMziz, Kgevyr/unA&y (50 mL) C2EHME L, AEEZED
T CHMAEKCHRE L, KRB~ RV Y ATERL, BELZ, BE
ZYVATNI R NI T T 4 — EBERTT N A )= P =FAT
I=10:1:0-510:1:0. 5) l2X-oTHEREL, UTowkiEs
BT 5EELEY (226 g) &HB7k,
TLC :Rf0.40 (/ mu RNV LA F ) —N28%T =T K =80:10:1) ;
NMR (CDCls) : 6 9.94 (s, 1H), 7.62 (m, 2H), 7.18 (d, 8.4 Hz, 1H), 3.69 (s,
2H), 2.98 (t, J=5.7 Hz, 2D, 2.75 (t, J=6.3 Hz, 2H), 2.54 (m, 2H), 2.42 (m,
2H), 2.34 (m, 4H), 1.46 (m, 8H), 0.87 (m, 6H),
Ehigl23 :N— ({2— [4— (FwEr7I)) TFA] -1, 2,
3, 4—FFoeFR—6—AYF /) V=) AFN) —N— [ (1 —=2AF
N—=1H—AIFS—=N—2—AN) AFN] —1H—AIFYVS—~NL—2—
ANREF IR (Lam23)
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l—.\
HNTf“
N
N§rk;:[:ji:l\/“w/\N/\/£m
<\/NH CH3

1— ({[2= (FIAFAVIN) ZFAFTHY] AFNE —1H—A
RES—N—2—HNVETATE RORLYITibkEw2 2%, { [4— (£
FNAFY) Tz=mp] AFAY TIVOR0VIC [ (1L—AFNV—1H—
AIFS—n—2—AN) AFN] TIUERANT, Eifl 1 L FREOBRE
LT, ({2—[4— (¥Fuwernr7/) 7FA] —1, 2, 3, 4—
ThZeFue—-6—A4AYFx )=} AFN) [ (1L=AFNV—1H—A3
F—=—2—AN) AFN] T ((bEW23—a) 2Bk, Bdhi
Lam2 3—aZ(taW1 6 DRPVICANT, Eiahl 1 7 &L AFEORES
LT, UToWEEEET 3 1EEbamERE,

PR - R

TLC :Rf0.28 (7 v uRA LA E ) —V28%T E=T 7K =80:10:1) ;
NMR (DMSO-de) : § 0.81 (t, J=7.50 Hz, 6H), 1.26-1.44 (m, 6H), 1.44-1.59
(m, 2H), 2.21-2.32 (m, 4H), 2.32-2.37 (m, 2H), 2.37-2.46 (m, 2H),
2.55-2.66 (m, 2H), 2.67-2.83 (m, 2H), 8.43-3.53 (m, 3H), 3.57 (s, 1H), 3.62
(s, 1H), 4.34-4.51 (m, 2H), 4.51~-4.66 (m, 1H), 5.46-5.62 (m, 1), 6.75-6.80
(m, 1H), 6.80-6.84 (m, 1H), 6.87-7.01 (m, 2H), 7.01-7.15 (m, 2H), 7.28 (s,
1H), 13.04 (s, 1H),

Ehpl2 3 (1) ~Efifi23 (2)

ft&Mm 16 DRPYVIIELAEW23—aZANT, 1TH—AIFY—1—2
—ANVKRBORDYVIZ2—EY) P INRUBERIZ3 Y DU AR
YEBRERNT, ES 1 7 LFEROBEEZ LT, T OMIEEEE T 5HEE
kA% BT, |
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Eifigi23 (1) :N— ({2—[4— (¥FevrTI)) TFL] —1,
2, 8, 4=F7FoEFR—6—AYF V=) AFNA) —N— [ (1—
AFN—1H—AIFS—N—2—A)) AF)N] —2—-E VP HNRF
IR (fkegw23—1)

PEIR - R

TLC:Rf0.60 (7 eV AR F ) —/V28%T VE=T K =80:20:4) ;
NMR (DMSO-de) : § 0.82 (t, J=7.2 Hz, 6H), 1.22-1.44 (m, 6H), 1.44-1.61
(m, 2H), 2.19-2.45 (m, 8H), 2.54-2.66 (m, 2H), 2.67-2.82 (m, 2H),
3.40-3.56 (m, 2H), 3.64 (s, 2H), 4.50 (s, 2H), 4.54-4.71 (m, 3H), 6.70-7.07
(m, 4H), 7.12 (s, 1H), 7.39-7.52 (m, 1H), 7.58 (t, J=7.5 Hz, 1H), 7.89 (td,
J=1.5, 1.8 Hz, 1H), 8.56 (t, J=4.8 Hz, 1H),

Eiigl2 3 (2) :N— ({2—[4— (AT I)) TFL] —1,
2, 8, 4=F o Fr—6—AYF V=) AFN) —N— [ (1—
AFN—1H~AIFS—AN—=2—~AN) AFN] =aFr7IF (L&YW
23—2)

MR R

TLC :Rf0.60 (/ 2 RSV AR F ) —28%7 L E=T 7K =80:20:4) ;
NMR (DMSO-de) : § 0.82 (t, J=7.2 Hz, 6H), 1.25-1.45 (m, 6H), 1.45-1.61
‘(m, 2H), 2.18-2.46 (m, 8H), 2.54-2.66 (m, 2H), 2.67-2.86 (m, 2H), 3.48 (s,
2H), 3.64 (s, 2H), 4.27-4.38 (m, 1H), 4.39-4.45 (m, 1H), 4.45-4.51 (m, 1H),
4.51-4.59 (m, 1H), 4.59-4.72 (m, 1H), 6.69-7.22 (m, 5H), 7.42 (dd, J=7.8,
4.8 Hz, 1H), 7.71-8.06 (m, 1H), 8.52-8.82 (m, 2H),

Eiip 2 4 : AFL 4— [ (5—E FrFIUF)) FF%V] R/
—h (kE®24)

p—b Fudi RZEEMRAFN (338 g). 1, 5 —_UF U VF—1(2.30

g) BIORMI 7=k RT7 4 (596 g) DF RSk Fr75 2y (100 m
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L) WRIZ, KR TIPZFAT I VINARFYT—F (2. 2N M=%
&, 10 mL) Z¥-o< Vlxlz, KINEEWZKET 1 6 lEHR Lz, K
JSEEMERNE L., BEE 0 —~% ) — BB FAEE (o —~% Y o
MrFN = 1:1) THAELE, ONEEMZREER. I 57 a< b
757 4— (n— XY ER=F/NV = 64:36-545:55)2XoT
BHEL, UTOWEEELET2EEAEY 858 g) &/,
TLC : Rf 0.36 (n —~FV V FHE=F /L = 1:1) ;
NMR (CDCls) : § 1.47-1.73 (m, 4H), 1.76-1.92 (m, 2H), 3.69 (t, J=6.3 Hz,
2H), 3.88 (s, 3H), 4.02 (t, J=6.3 Hz, 2H), 6.90 (d, J=9.0 Hz, 2H), 7.97 (d,
=9.0 Hz, 2H),
EiF 25 : AFN 4— ({5— [ (AFNANE=N) FFV] SXUF
N} FHY) Ry z—k (kA2 5)
ftadw24 (8358 g) BIUOMIZFAT IV (2.76 mL) OFER=F L
(50 mL) WKIZ, AFZVANF=r7ul K (0.78 mL) #XKHETo
Wz 7e, RINEEWZKET 2RHER L2, RIGREY BT
(100 mL) THRMUZ, HFREZKE L OEEFIEEK CIRRYGE L. Hk
MR~ 7RV T A THEBRL, B Lz, REZVI ISV u<e NI T7 4
— (BB F VA )= =1:0-10:1) TEoTHERL, UTOW
MWEZE T 5EEEYw (3.70 g) &R/,
TLC :Rf0.39 (n —~FF VEE=F /L =1:1) ;
NMR (CDCls) : 6 1.56-1.69 (m, 2H), 1.76~1.93 (m, 4H), 3.01 (s, 3H), 3.89 (s,
3H), 4.03 (t, J=6.3 Hz, 2H), 4.27 (t, J=6.3 Hz, 2H), 6.90 (d, J=9.0 Hz, 2H),
7.98 (d, J=9.0 Hz, 2H),
Epl26 : AFNV 4— { [6— (¥TuENLTI)) RUFN] FFYV)
Ryyx—h ((bEW26)
ftAm25 (370 g) BIOWFREATIV (3.00 mL) O Y Fut
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T a—u (40 mL) WiEZ 6 0°CT1 6 R L1, RIGEEhEr =
BECHAE, ENEEK W0 ml) 2Nz, KBZE#B—FL (50 m
L) T2El Lz, B8 %&b THRFIEEK THE L. kiR~
RV LATHERL, B L, BEEVIVSNVIu< N TTF7 40— (B
TFVAZ )= =10:90-0:100) X THREL, DT
Ex2HT oEE e (1.94 g) /i,

TLC : Rf 0.30 FBE=F /A & /) —)L =10:90) ;

NMR (CDCls) : 6 0.87 (, J=7.5 Hz, 6H), 1.33-1.59 (m, 8H), 1.73-1.91 (m,
2H), 2.29-2.39 (m, 4H), 2.39-2.48 (m, 2H), 3.88 (s, 3H), 4.01 (t, J=6.6 Hz,
2H), 6.89 (d, J=9.0 Hz, 2H), 7.97 (d, J=9.0 Hz, 2H),

B2 74— { [6— (FubAT /) RUFA] %) —N,
N—ER (1H=A IF A= 2~ LAFL) ~UATIF (kA2

/KQ\O/\/\/\N/\/CHs
K/CHs

Fhifl 5 O TRIZBWT, k&4 0Rbvifba® 2 6 ZHVT, Eif
Bl 5 »Eifl 6 - L 0 L FFEDOERIEE LT, UTOWEEELE T 5E
BlbEmER,

IR . TENT 7 R

TLC :Rf0.66 (P nn XX A H ) —N28% 7T VE=TK =16:4:1) ;
NMR (CDCls) : § 0.86 (t, J=7.5 Hz, 6H), 1.31-1.57 (m, 8H), 1.69-1.87 (m,
2H), 2.28-2.49 (m, 6H), 3.96 (t, J=6.6 Hz, 2H), 4.65 (s, 4H), 6.89 (d, J=8.7
Hz, 2H), 6.93-7.12 (m, 4H), 7.66 (d, J=8.7 Hz, 2H),

Kitifl128 : (5E) —6— [4— (AFFTIAR=L) T==n] —5

7)
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—~F B (ka2 8)

5— (M) T7z=VRAR= T L) UZ UEBRELY (268 g) o b=z
> (200 mL) WEICt—7 v VUL (185 g) BMxik, NES
W%z 8 0°CT 1R Lc. RNEAEWZ O CITIHEAR, BUSESWIT 4
— RNV INVEREHEAFV (341 g) MR Tz, FKISEEWZ 0°CT 2 B,
HR T3 ONEALE, RISEAWIZ/K (150 mL) 2z, KBIZ5N
e (15 mL) ZMx., BRiEL Lie#k, KEzFie—F/v (100 mL) T2
Bl Uiz, HHE %A D CRIMAEIK Thaie L. SkRil~ 7R D A
THBRL, BELE, BEEVI ISV b T 74— (n—~FHP o
EERcFN = 3 : 152 : 1) KXo THREL, SUTOWEEELE T 5158
ft& (3.10 g) /7,

TLC :Rf 0.50 (n —~%9 2 FHETF )L = 1:9) ;

NMR (CDCly) : 6 1.71-1.94 (m, 2H), 2.23-2.50 (m, 4H), 3.84-3.96 (m, 3H),
5.66-6.39 (m, 1H), 6.40-6.56 (m, 1H), 7.28-7.44 (m, 2H), 7.90-8.06 (m, 2H),
EiEpl29 : AFAL 4— [ (1E) —6—bFrf%y—1—Ftr—1
—AN] RV =—k ((bEW29)

ftEém28 (810 g) 7T FZ7E FurF Yy (40 mL) WRIC, KET
RZU—=FTFov Fu7 7 U84 (0.98N/THF, 18 mL) 2oL iz
2o RIGEAWZOCT2 045#B UL, RISEAMWIZAK (10 mL) 2o
YVMz, EBITKBEAVI UL B g) Mz, ZOWKEK (100 mL)
THIRL, KEZEER=F/L (100 mL) T2EHHLE, BHELZE&DE
TRIFIRE/KTHRE L, KRB~ RV A CHREL, BHELZ, REY
YVITNI e NG T 4 — (o —~FYF BTN = 7:8353:7)
R THERL, UTowEELHET 5EELEY 250 g) &/7k,
TLC : Rf 0.45 (n —~% ¥ FiR=F /L =1:1) ;

NMR (CDCls) : § 1.47-1.74 (m, 4H), 2.21-2.72 (m, 2H), 3.55-3.76 (m, 20,
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382397&m3HX56&654@L2HX72&744ﬁm2Hl78&806ﬁm2H%
EHGI 3 0 1 AF N 4— {6— [ (AFNANK=N) AFRV] ~FUNV]
_yYyxz—1+ (kAW 30)
mé%29(Mmg)¢M5/~w/®0mL)%WK7wﬁV%@§T
L 0% 5 Uy A—fiE (250 mg) M, FUSBEEWERRFERT,
EE@B%ﬁﬁ#Ltoﬁmﬁé%%??4k(ﬁ%ﬁ)?ﬁﬁb\6W%
ﬁ%ﬂﬁ;ﬁﬁ%vUﬂfwﬁﬂ?F7?74~%n~A%ﬁ%%@i?W=
7.853:7) KEoTHERL, AFL 4— (6—kFRFIFIN)
NovIe— b (222 g) BBk, LEW2 4ADRDYVIEATFV 4— (6—
b ReEiad i) vy o— b ERAWTERR 2 5 L REROREEZ L,
BT DS S A R e |
TLC : Rf 0.56 (n —~% ¥ FiE=F /L = 1°1) ;
NMR (CDCl) : 61.29-1.52 (m, 4H), 1.58-1.83 (m, 4H), 2.59-2.73 (m, 2H),
2.99 (s, 3H), 3.90 (s, 3H), 4.21 (t, J=6.6 Hz, 2H), 7.24 (d, J=8.4 Hz, 2H),
7.95 (d, J=8.4 Hz, 2H),
%ﬁ%31:4—[6—(77H5W7i/)A#VW]—N,N—Ex(l
H—4sﬁ7~w—2—4»%%w)&yf7iﬁ(mé%31)

)_\ij\[:l\/\v”\/\
~_-CHs
QNH Loy

a2 5 Db VI 3 0 ZAVT. EiEfl 2 6 L REROREZ L.
XFN A— [6— (PFREALTIV) ~FLN] XY= bERE,
w5 O TRIZBWT, (b4 0ROV ITATFIV 4— [6— (PFm
Ew?i/)A%vw]&yf:~F%mwT\%%WSAim%6a£m
Bil1 0 & FREDEIESE LT, UTOWEEEE S 2RELENERT.
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MR« R
TLC:Rf0.37 (P77 unAF A H ) —28% T L E=T7K =90:10:1) ;
NMR (CDCls) : 8 0.87 (t, J=7.5 Hz, 6H), 1.14-1.71 (m, 12H), 2.30-2.49 (m,
6H), 2.60 (t, J=7.5 Hz, 2H), 4.68 (m, 4H), 6.90~7.09 (m, 4H), 7.19 (d, J=8.1
Hz, 2H), 7.51 (4, J=8.1 Hz, 2H),
EH S 2 : AFN 44— [ (B—FEFN) F4] Ry z—F (b
EW3 2)

4—ANDT VREBBATFN (339 g) BLWRL, 5-VTuEe ¥
(931 g) OV RAFIAALT I R (100 m L) WKIT, KEBH U 7 A (3.07
g) BMZ T, FNEAWEEIE T 3EHEHEE Lz, SEAWIZK (300 m
L) 2z, KE%Zn—~FV 2 —FHRTFNVER (n —~FY 2 FiBRTF
Jo=1:1) (150 mL) T2EHH L, AEEL SO TRMAEEKT
e L, KRB~ 7RV U ATHERL, B L, BREEZVI NSNS B
v T T 4~ (n—~FYUFHBRTF L = 1 : 08 : 2) Lo THER
L. UTOWEEELE T 2EELLEM (4.69g) &/,
TLC : Rf 0.68 (n —~F¥ VFHETF /L =4:1) ;
NMR (CDCls) : § 1.54-1.80 (m, 4H), 1.80-1.98 (m, 2H), 3.00 (t, J=6.9 Hz,
2H), 3.41 (t, J=6.6 Hz, 2H), 3.90 (s, 3H), 7.28 (d, J=8.7 Hz, 2H), 7.92 (d,
J=8.7 Hz, 2H),
B33 :4— { [6— (FuEATI)) RUFA] ANT 7=)v)
—N, N—FX (1H—AIFS~N—2—ANVAFN) RUIXFTIFK (L

A3 3)
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ke 2 5 ROV ITLEW 3 2 VT, EiEhl 2 6 L FRROEREE L,
AFNV 4— { [6— (FFurTI) UFN] F4) RS-
Efle, Ehif] 5 OTRIZEWNT, ka4 oRbVIiTAFL 4— { [5
— (T ANT ) RUFAN] FFY Ry E=— R ERNT, EiEifl s
—FE i) 6 -FHEH 1 0 & FROBIEEZ L, LT OWEELZH T 2 EEL
EMEEE,

MR TEAT 7 R

TLC:Rf0.24 (P27 um A ¥ iR % ) —28%7 LV E=T K =80:20:1) ;
NMR (DMSO-ds) : § 0.81 (t, J=7.5 Hz, 6H), 1.25-1.46 (m, 8H), 1.49-1.67
(m, 2H), 2.19-2.45 (m, 6H), 2.97 (t, J=7.2 Hz, 2H), 4.56 (s, 4H), 6.79-7.13
(m, 4H), 7.27 (d, J=8.4 Hz, 2H), 7.44 (d, J=8.4 Hz, 2H), 10.97-13.23 (m,
2H),

EHiaFls 4 : AFN 4— { [ (4—e Fuxy7Fi) 7] ILR=
W} Revxz—h (kE¥W3 4)

fbEm1 6 DRPVIC4—TI /) —1—TH/)—=VEANT, 1H—A3
ES—N—2—ANRVBORDYIZA— (X bR TIAR=N) REFE
FRAWT, Eiafl 1 7 L FROBREEL LT, UTOMEEEZE T 2EELE
WMERT,

TLC : Rf 0.31 (FEER=F 1),

ERiF 35 : N'— [4— (AT ) TFA] —N4, N*—E=Z (1
H—AIFY—N—2—ANVRAFN) TVLITENVTIFK ({LEW3S5)

H
N (o)
[J%—\N H
N Q’) N\/\/\N/\/CH3
e ! (_cHs

EiEF 2 5 DTRIZBWT, kW2 4 DR I2{ibédin 3 4 # AW,
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Eiwsl 2 5 ->EEH 2 6 LEFOBRIEEZ L, AFNV 4— ({ [4— (P77
QAT )) TFA] TI) AAR=A) RV m—  eEE, Eiaf
5 DLRIZEWT, fbkEM4ADRDVICAFN 4— ({ [4— (¥Fmv
NTR)) TFN] TR} IAR=n) vy z— BT, £l s
—FZfifl 6 >EHEf| 1 0 & FkOEEE U<, UTOWEEZE T 5 EE L
A E /T,

MR TEAT 7R

TLC:RF0.58 (V7 mm A F LA H ) —)L28% T v E=T K = 16:4:1) ;
NMR (CDCls) : § 0.86 (t, J=7.5 Hz, 6H), 1.34-1.54 (m, 4H), 1.54-1.74 (m,
4H), 2.33-2.48 (m, 4H), 2.51 (t, J=6.6 Hz, 2H), 3.31-3.56 (m, 2H), 4.55 (s,
2H), 4.66 (s, 2H), 6.85-7.03 (m, 2H), 7.08 (s, 2H), 7.18-7.37 (m, 1H),
7.43-7.79 (m, 4H),

EiEFH 85 (1) :4— ({[4— (Fuerr7)) TFA] 7/}
AFN) —N— (LH—A IFXY—N—2—A)LAFL) —N— (3—FY
TENVAFN) RURXT IR (LAW35—1)

FEhf 6 D LRI\ ThEw 2 0RbYicl — (1H—A IF Y —/—
2—A)) —N— (FYPr—8—ANAF)N) AFTIVERNT, &
a3 5 L FEDERIEE LT, UTOMEEL A 5 1EELEY BT,
IR R
TLC:Rf0.83 (7 v uimk/V i A H ) —)V28% T =T 7K =40:10:2) ;
NMR (CDCls) : § 0.85 (t, J=7.2 Hz, 6 H), 1.22-1.70 (m, 8 H), 2.24-2.48 (m,
6 H), 2.54-2.66 (m, 2 H), 3.49 (s, 2 H), 3.79 (s, 2 H), 4.63 (s, 2 H), 6.82-7.11
(m, 2 H), 7.19-7.44 (m, 5 H), 7.45-7.64 (m, 1 H), 8.46 (s, 1 H), 8.55 (d,
J=1.5 Hz, 1 H),

EEFI 36 : LH—A IFY—N—2—ALF=nArnl ¥ EHEBE (t&
"3 6)
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2—ANHBT RAIFY—/L (8.0 g) ©1NEE (30 mL) BWRITKA
THRIRAE 1 RFRERALE, FINEEWE 2 REDKE THEE L2, Rk
BAWMEABL, ARLUEBEZKKTHEEL, RLT, UTOMHEEE
Y H1EEEw (176 g) /7%,
NMR (DMSO-ds) : § 14.82 (m, 2H), 7.58 (s, 2H),
EiF37 :N— ({2— [4— (FFTuvrry) 7F1] —1, 2,
3, 4= 7 FZbFr—6—AYF /) V=) AFA) —N— [ (L—RXF
N—1H—AIFS——2—AN) AFN] —1H—A IF/—1—2—

ANVECYT IR (bEWM3 7)
GHs

N
o~y
N 570 N~ CHs
<\/NH ° K/CHs

b2 3—a (100 mg) BLOEIT T (59 mL) O¥Zun A&y

B mL) WHRIZ/ILAE®M3 6 (T4 mg) ZMxT, KINESWMEERT3O
SR U, BOSBAWIC L NJKEMET b Y U AKEIK (16 m L) 2z,
KEZYZ7uuArFr (30 mL) T2EHH L, FEELADLE THIE
WK CHEE L., BKREE~ 7 XV U ATHRRL, BB, REZVINS
noua=w vIS7 40— (BEBTFNL: AZ )~ NI ZFATIV=10 :
1:0-10:1:0. 5) Ko THRE L, LLTOWMEMEEE 3 2 1EZE{L
& (119 mg) @7,
PRIR - R
TLC :Rf0.71 (Z v u RV A A H ) —)V28% T VE=7 /K =80:204) ;
NMR (DMSO-ds) : § 0.82 (t, J=7.5 Hz, 6H), 1.27-1.44 (m, 6H), 1.45-1.57
(m, 2H), 2.22-2.32 (m, 4H), 2.32-2.45 (m, 4H), 2.53-2.62 (m, 2H),
2.62-2.70 (m, 2H), 3.41-3.49 (m, 5H), 4.26 (s, 2H), 4.41 (s, 2H), 6.59 (s, 1H),
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6.79 (s, 1H), 6.80-6.86 (m, 1H), 6.87-6.94 (m, 1H), 7.00 (s, 1H), 7.25 (s, 2H),
EiEFl3 7 (1) :N—[4— ({[4— (FTuwErT)) TFAL] T
R/} AFN) RUVNV] —N— (LH—A IF—N—2—AIVAF)N)
—1H—AIFYS—N—2—ZVKrTIF k&3 7—1)

AFN 1, 2, 3, A—T M7 RE—6—AYF /) VI INEXRTT
— MEBEORDLYVIC4— (T AFN) REFHBEZ AW TEREEI2 0—
Ehifl 2 1 >EHEH 2 2 >EHiF) 2 3 L AFEOEREEL L, BN — (4
—{ [ rmRrE—1, 3—Vxr—1—ANVAFN) 7] AF)
RyPN) =N, N=vVFueirruir—1, 3—U7I02kdWe 3
— a DRDOVITHWTEREF 3 5 & FROEBEZ L. UTOMEELZE TS
BEELEMERT,

MR« TEAT 7R

TLC : Rf 0.26 (BEBR=F Vi A & ) —L28% T L E=7 7K =90:10:2) ;

NMR (CDCls) : 6 d 0.88 (t, J=7.2 Hz, 6H), 1.38-1.68 (m, 8H), 2.30-2.60 (m,
6H), 2.74 (m, 2H), 3.70 (m, 2H), 3.77 (s, 2H), 4.56(m, 2H), 6.98-7.30 (m,
8H).

Eiifl38 : 4— ({ [4— (FrYATI)) TFN] TIJ)} AFN)
—N, N—EX (1H—AIFVS—N—2 =L NVAF)N) RUBURANVEY

7IF (a3 8)
H

\\//

\©\/N\/\/\N/\/CH3
‘\/CH3

{bE&2 3 —aDRboVITbEW2 2N, (LAW3 6 DD VIZ4—
BRWVINROBURAVR=A7 0] ReERWT, Eiahl 3 7 &L REOREY
LT, 4—FAVIN—N, N—=EFX [ (1= {[2—= (FIRAFALTIUNL)
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TRFY] AFA} —1H-—A IF—N—2—AN) AFN] RURTI
F ((kEW38—a) -, Eitfll1 oTRIcHBNT, 1— ({[2— (b
VDAFATIN) ZFNFEHY] AF)N) —1H~—AIF—N—2—H
RTNTe RORDYVITEMI 8—a, {[4— (AFLFFY) 7=
=A] AFNY TIVORDYICN, N—VFubt'Ar—1, 4—FF D7
IVERAVWT, G 1 - 1 0 L FROERIEEZ L, LTowEEE2E
T 5 EBEMERT,

IR TELT 7R

TLC :Rf0.66 (7 u AL A A F ) —28%T =T 7K =80:20:4) ;
NMR (DMSO-dg) : § 0.81 (t, J=7.5 Hz, 6H), 1.24~1.48 (m, 8H), 2.18-2.37
(m, 6H), 2.42 (t, J=6.3 Hz, 2H), 3.70 (s, 2H), 4.49 (s, 4H), 6.68-6.91 (m, 2H),
6.91-7.16 (m, 2H), 7.40 (d, J=8.1 Hz, 2H), 7.54 (d, J=8.1 Hz, 2H),
12.19-12.64 (m, 2H),

B39 : N— [4— ({[4— (PAFATI)) TFA] TI} B
WAR=W) RUPNV] —N— (1H—AIFY—NV—2—A)VAFN) —1
H—AIFY—=L—2—=0/RFPIF (LAWS39)

H
[N
/> N
_CH
Mo \/\/\'iq 3
\ NH (o) CH;

4— (P FHRVAFN) RUXTATE RORDDICAFAL 4 —7K)V
IRV z— FERWT, EiEfl1 6 >FEiEfl 1 7 & FEOBRER LT,
AFN 4~ ({ (IH-AIFY~N—2—AnorR=,) [(1—{[2
— (R RAFATIN) = bFV] AFA} —1H—AIFS—N—2—A
W) AFN] TR} AFN) RS~k ((bLAW39—a) BB, E
Hifsl 5 DTRRITIENT, {LEWADRDYIThHEW3 9 —a ZHWVWT, EiE
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#l6 DTRIZHNT, AW 2DROVIEN, N=UAFNL—1, 4—T ¥
Y7 IERWT, Rl 5 -EHEH 6 ->FiEFl 1 0 & FEROEBIEE LT,
LT owiEEzE a3 5EE LA ER,

MR . TEAT 7 R

TLC:Rf0.24 (Z u RV AZ ) —/28% 7 =7 K =80:20:4) ;
NMR (DMSO-ds) : § 1.32-1.64 (m, 4H), 2.09 (s, 6H), 2.13-2.27 (m, 2H),
3.14-3.29 (m, 2H), 3.65 (s, 1H), 3.71 (s, 1H), 4.52 (s, 0.5H), 4.62 (s, 0.5H),
5.31 (s, 0.5H), 5.60 (s, 0.5H), 6.71-6.89 (m, 1H), 6.94-7.11 (m, 1H),
7.24-7.35 (m, 1H), 7.41 (4, J=8.1 Hz, 1H), 7.77 (d, J=8.1 Hz, 2H), 7.92-8.08
(m, 2H), 8.35-8.50 (m, 1H), 8.62-8.78 (m, 1H), 10.06 (s, 1F),

I3 9 (1) :N— [4— ({ [4— (¥Fmw&nrTI)) TFA] T
R} ANR=) RUPV] —N— (LH—A I FS—)—2—A )L RAF
N) —1H—AIFS—N—2—INFEHIF (k&3 9—1)

N, N=VAFNL—1, 4=TFTIVONRPVIZN, N—=VFu )L
—1, 4—T7FZ7 IV AWT, Eiufl3 9 & RIROBIEICH L, UTO
WtEfE % H T IR La R,

PR . TEAT 7 R

TLC:Rf0.32 (Z uufVhirE ) —N28%7T L E=T K =80:20:4) ;
NMR (DMSO-ds) : § 0.80 (t, J=7.5 Hz, 6H), 1.20-1.44 (m, 6H), 1.44-1.65
(m, 2H), 2.14-2.42 (m, 6H), 3.14-3.28 (m, 2H), 4.51 (s, 1H), 4.62 (s, 1H),
5.30 (s, 1HD, 5.60 (s, 1H), 6.82 (s, 1H), 6.96-7.19 (m, 2H), 7.22-7.44 (m, 3H),
7.77 (d, J=8.4 Hz, 2H), 8.27-8.55 (m, 1H), 11.77-12.18 (m, 1H),

12.90-13.27 (m, 1H),

EWBl40: 4—FANVINV=N, N-VRX [ (1= {[2— (P AFL¥
IW) = bv%y] AFN) —1H-AIFY——2—A)V) AFN] Ry
A7IF (k&4 0)
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fbel 6 DROVIEB 2N, 1H—AIFY—1—2—H/R
YEBORDVITA RNV INREEFBRERWVCERS 1 7 L FHOBREL L,
PLT Ol %~ T iR B W% B,
TLC:Rf0.47 (Zuuii st F ) —i =101) ;

NMR (CDCls) : § 10.01 (s, 1H), 7.85 (m, 2H), 7.77 (m, 2H), 7.04 (m, 4H),
5.51 (s, 2H), 5.15 (s, 2H), 4.93 (s, 2H), 4.67 (s, 2H), 3.59 (t, J=8.1 Hz, 2H),
3.30 (t, J=8.1 Hz, 2H), 0.94 (t, J=8.1 Hz, 2H), 0.70 (t, J=8.1 Hz, 2H), 0.00 (s,
9H), -0.09 (s, 9H), |

L4 1 1 4—FVINV—N, N—R (1H-AIFS—N—2—F /v
AFN) RUXTIR (Ehafi4 1)

e 40 (1.7 g) IZ50% MY IAFufi—Y 7 an X 7 VK (10
mL) #Mxl, RINEEYERETIHEER L, RNEAYEEREL
oo FREIT 5 NKERILT R U U AKEIKR (15 mL) Mz, KE%#50m
Lov7zunxs 3l L, FlEE &b TARMBEEKTHE L,
TR~ 72U LT L, BEEZREL. UTOWMEEEZE T 1%
BltEY ((L&WB) (922 mg) &7k,

TLC :Rf0.60 (Z R/ AiAF ) —28%7 E=TK =80:10:1) ;
NMR (CDCls) : 6 10.03 (s, 1H), 7.92 (d, J=8.1 Hz, 2H), 7.74 (d, J=8.1 Hz,
2H), 7.12-6.94 (m, 4H), 4.73 (s, 2H), 4.58 (s, 2H),

Eiifl4 2 : VA—N, N—=UFreiriro~dFyr—1, 4—J7I0

(a4 2)

Ehipl 8 D TR TILAW 7 DRV ITtert—FF/ 4—T I )7~
FNIANZ— R ERCTEES 8 LREEICEEL, Bohbdmic 1
0 %ML KF—AZ ) —NVEIKR (10 mL) &Mz, KGEAWERET?2
R Uiz, BWIEEZRE L, BEE2AY /) —v (30 mL) M@ LE, =
DRI B — R — Mg (%“i:%% : MP-Carbonate, Argonautth8, #l5%
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%5 :800267,3¢g) #MA., ER T 2R L. KIGEEWE 518 L1k,
ARERME LT, BBEEREET 2 L UToMEELE T HIEELLAY
(467 mg) /BT,

TLC:Rf0.26 (7 mu A ¥ 2 & ) —)L28%7 VE=T 7K =80:20:3) ;
NMR (CDCls) : § 3.35-3.29 (m, 1 H), 2.85-2.73 (m, 1 H), 2.72-2.64 (m, 4 H),
1.95-1.56 (m, 12 H), 0.92 (t, J=7.2 Hz, 6 H),

Ehpla3 : 4~ ({ [¥YA—4— (PFrEATI)) ¥IurAFin]
T} AFA) =N, N—FR (1H—A IF¥Y—N—2—A NV AFN)
RUZXTIR ((kEéw4 3)

‘ — \
HN \EN o
L
N.ﬁ/l N//,
<\/NH '/,/N/\/CH3

CH3;

ftéh4 1 (116 mg) &{LEW42 (203 mg) O 1%EHE—Y7un

AZUKR (B mL) [T NY U A (220 mg) ik, BEWY
ZBR T3 O LE, RINEAMIETE bV ARILAYETF NI Y
A (225 mg) EMxk, BAWERET6REER L, SRS
FUREEAKET N v AKEK (10 mL) 2Wx7, K@EPrunizy .
AF /) —N=3: LiE&¥W (50 mL) T2HMH L, FlEZA LY M
IR K CHRIE L., MAREE~ 7 XY LA CTHERE UL, BEEZEEL, 2V
BN I v NTTT 4 —CRELUTUTOMEEEZET 2 EELLAY (149
mg) /i,

MR« TENLT 7 A
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TLC:Rf0.64 (P77 muAF it E ) —)L128% 7 L E=T K =80:20:3) ;
NMR (CDCls) : § 0.86 (t, J=7.2 Hz, 6 H), 1.30-1.69 (m, 10 H), 1.70-1.86 (m,
2 H), 2.34-2.57 (m, 5 H), 2.71-2.83 (m, 1 H), 3.76 (s, 2 H), 4.53-4.81 (m, 4
H), 6.91-7.14 (m, 4 H), 7.38 (d, J=8.1 Hz, 2 H), 7.55 (d, J=8.1 Hz, 2 H),
Ehfl4 3 (1) ~FEfpi43 (11)

Eiugl 4 2 DEHE) 8 & FROBIEELITR D TRIZBWT, tert— 7 F L
A—T )T r~"FININNA—~FORDVITHEYTET LT FER
X7 FrERAV. 1-7u b= OoRb Y YT B IRt E
FAWTERE 4 2 >FHifl 4 3 LRROBIEEZ L. UTFOMIEMEZE T HIE
Bk em i,

EEfl4 3 (1) : N, N—YR (1LH—A IFY—N—2—f NV AFNL)

—4— [ (2—mERr—2, 7T—U7FAEu [3. 5] Jr—T7T—11)
AFN] RUXTIR (bkEW43—1)

IR . TEAT 7 A

TLC:Rf0.28 (P77 mu A XA H ) —N28% 7T E=T 7K =80:201) ;
NMR (CDCls) : § 0.87 (t, J=7.5 Hz, 3 H), 1.23-1.44 (m, 2 H), 1.72 (t, J=5.40
Hz, 4 H), 2.19-2.45 (m, 6 H), 2.95 (s, 4 H), 3.44 (s, 2 H), 4.52-4.77 (m, 4 H),
6.89-7.17 (m, 4 H), 7.35 (d, J=8.1 Hz, 2 H, ), 7.59 (d, J=8.1 Hz, 2 H),
i 43 (2) 14— { [4— (FREATI)) —1—ERY =]
AFN} =N, N—EFR (LH—A IFS—N—2—A )V AFNL) RUXT
TN (kEW43—2)

MR TEAT 7R

TLC:Rf049 (7 un AR A H ) —28% 7 =T 7K =80:20:1) ;
NMR (CDCls) : 6 0.85 (t, J=7.2 Hz, 6 H), 1.29-1.76 (m, 8 H), 1.84-2.05 (m,
2 H), 2.33-2.54 (m, 5 H), 2.80-2.97 (m, 2 H), 3.49 (s, 2 H), 4.52-4.79 (m, 4
H), 6.91-7.15 (m, 4 H), 7.36 (d, J=7.8 Hz, 2 H), 7.61 (d, J=7.8 Hz, 2 H),
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EiEHl43 (3) :4— ({[FF¥R—4— (PFubATI)) 7/
~FN] I AFA) —N, N—tFR (1H—AIFS—nN—2—4
WAF) RUXT7IFR (k&4 3—3)

HN_ __N
|
N H
NQ') N//,

CH;
5 R TEATFA
TLC:Rf057 (P unAF LA H ) —28%7 L E=T 7K =80:20:3) ;-
NMR (CDCls) : 6 0.85 (t, J=7.2 Hz, 6 1), 0.98-1.33 (m, 4 H), 1.33-1.51 (m,
4H), 1.71-1.86 (m, 2 H), 1.91-2.07 (m, 2 H), 2.28-2.56 (m, 6 H), 3.81 (s, 2
H), 4.53-4.77 (m, 4 H), 6.91-7.13 (m, 4 H), 7.34 (d, J=8.1 Hz, 2 H), 7.54 (d,
10 J=8.1Hz, 2 H),
B4 3 (4) :4— [ ({FFvR—4— [¥7u~FiL (FrEN)
TR o~} 732) AFA] =N, N—tR (1H-4 3%
V=2 —ANAFN) RUXTIR (LEW4 3—4)

HN__N
1§ H
N,
- ove
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R TEAT 7 R

TLC :RF0.60 (D7 B A X% ¥ ) —L:28% T LV E=T7K =80:20:3) ;

NMR (CDCls) : § 0.81 (t, J=7.2 Hz, 3 H), 0.96-1.46 (m, 11 H), 1.51-1.65 (m,

1 H), 1.65-1.82 (m, 6 H), 1.88-2.04 (m, 2 H), 2.28-2.68 (m, 5 H), 3.81 (s, 2

H), 4.51-4.80 (m, 4 H), 6.89-7.16 (m, 4 H), 7.34 (d, J=8.1 Hz, 2 H), 7.55 (d,
=8.1 Hz, 2 H),

Eipfla 3 (5) :4— [(7T—vrua~FA—2, T—UF7FRER [3.
5] Jv—2—AN) AFN] ~N, N—tR (1H-—AIFVS—N—2—

ANRAFNY RUXTIE (ad4a 3—5)

MR TEAT 7 R

TLC:Rf0.37 (P77 uurFix & ) —28%7 L E=T 7k =80:20:3) ;

NMR (CDCls) : § 0.98-1.33 (m, 5 H), 1.52-1.96 (m, 9 H), 2.20-2.62 (m, 5 H),

2.99 (s, 4 H), 3.63 (s, 2 H), 4.52-4.81 (m, 4 H), 6.92~7.14 (m, 4 H), 7.29 (d,

J=8.1Hz, 2 1), 7.48 (d, J=8.1 Hz, 2 H),

Ehil43 (6) :4— ({[3— (FuEATI)) ¥7Za~Fii]

T/} AFN) =N, N—EX (LH—A IFZ/—~/L—2 —A )V AF))

NUATIF (b4 3—-6)

PR . TENT 7R

TLC :Rf0.32 (Z B E AL LIRS ) —/A28%T L E=T7K =80:10:1) ;

NMR (DMSO-De) : § d 0.78 (t, J=7.5 Hz, 6 H), 1.28 (m, 7 H), 1.61 (m, 4 H),

1.94 (m, 1 H), 2.28 (m, 4 H), 2.86 (m, 2 H), 3.65 (m, 2 H), 4.58 (m, 4 ),

6.88 (m, 2 H), 7.08 (m, 2 H), 7.33 (d, J=8.1 Hz, 2 H), 7.43 (d, J=8.10 Hz, 2

H), 12.14 (m, 1 H), 12.36 (m, 1 H),

Eipl4 3 (7) :4— ({[8— (¥TuwErTI)) ¥Y7u~Fi]

T/} AFN) —N, N—tEX (1H—A IFS—V—2—A)LAF)NL)

NYXTIR (kW43 -7) |
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iR . TEAT 7 R

TLC :RF0.26 (Z mudk Ay ) —N28%T VE=T /K =80:10:1) ;
NMR (DMSO-De) : § d 0.80 (m, 6 H), 1.32 (m, 6 H), 1.66 (m, 3 H), 1.94 (m,
2 1), 2.32 (m, 6 H), 2.89 (m, 1 H), 3.66 (m, 1 H), 3.75 (m, 1 H), 4.56 (m, 4
H), 6.97 (m, 4 ), 7.33 (m, 2 H), 7.42 (m, 2 H), 12.21 (m, 2 I,

EFA8 (8) 14— {[{3— [ (FubrAT /) AFN] ~UY
Al (AFA) FL] AFA) =N, N—ER (1H—AIFY—N—2
—ANAFL) RUXTIF (kA4 3—8)

MR TEAT 7 A

TLC:Rf0.32 (U7 uuAH iy ) —N28%T E=T K =90:1011) ;
NMR (CDCly) : § 0.85 (t, J=7.5 Hz, 6H), 1.41-1.53 (m, 4F), 2.16 (s, 3ED,
2.33-2.38 (m, 4H), 3.51 (s, 4FD), 3.55 (s, 2H), 4.64 (s, 2H), 4.68 (s, 2H),
6.96-7.04 (m, 4H), 7.22-7.30 (m, 4H), 7.40 (d, J=7.8 Hz, 2H), 7.59 (d, J=7.8
Hz, 2H).

=43 (9) : N, N—EX (1H—A IF/—V—2—AVAFN)
—4— ({[4— (1=¥RUV=A) YZu~FIL] T/} AFN)
RyA7TIR (kEHw43—9)

MR TEALT 7R

TLC:RF0.25 (D7 mu X ZLiA R ) —N28%T E=TK =90:10:D) ;
NMR (CDCls) : 6 d 1.10-2.10 (m, 12H), 2.20 (m, 1F), 2.50 (m, 1FD),
2.65-2.88 (m, 4H), 3.82 (s, 2H), 4.55-4.80 (m, 4F1), 6.98-7.12 (m, 4H),
7.32-7.42 (m, 2H), 7.52-7.64 (m, 2H),

S48 (10) :4— ({[2— (PFREAT)) ¥I7u~Fiv]
73} AFN) =N, N—ER (1LH—A IFY——2—AVAFN)
RyA7TIF (k&4 3—10)

PSR : TEALT 7 A |
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TLC:Rf0.70 (Z BBV AIRAE ) —)V28% T VE=T K =40:10:2) ;
NMR (CDCls) : § 0.80 (t, J=7.2 Hz, 3 H), 0.87 (t, J=7.2 Hz, 3 H), 1.00-1.56
(m, 8 H), 1.55-1.87 (m, 4 H), 1.98-2.56 (m, 6 H), 3.65 (d, J=13.5 Hz, 1 H),
3.88 (d, J=13.5 Hz, 1 H), 4.48-4.80 (m, 4 H), 6.85-7.12 (m, 4 H), 7.33 (d,
J=8.1 Hz, 2 H), 7.57 (d, J=8.1 Hz, 2 H),
Ehif43 (11) 14— ({[5—~ TREAVTI)) 75t Fr—
2—RyFL=)] 7)Y AFN) =N, N—tvRX (1H—AI¥YV—n
—2—ANVAFN) RUXTIF ((kEdH43-—11)
MR TEALT 7 R
TLC :Rf0.35 (7 m /LA A F ) —/L28% T =T 7K =40110:2) ;
NMR (CDCls) : § 0.87 (t, J=7.2 Hz, 6 H), 1.07-1.63 (m, 8 H), 1.96-2.41 (m,
6 H), 2.44-2.63 (m, 4 H), 2.87-3.19 (m, 2 H), 3.79 (s, 2 H), 4.49-4.79 (m, 4
H), 6.86-7.15 (m, 4 H), 7.36 (d, J=8.1 Hz, 2 H), 7.58 (d, J=8.1 Hz, 2 H),
Eiifl4 4 ctert—7F N 4— (2— (X [ (1— {[2— (FU RAFNL
VIN) ZbhFV] AFN) —1H—AIFS =2 —A1) XAFN] T
V) —2=—AFRYTFN) —1-ERIDPUVIARFTTIT— ] (kAW A4
4)
YWﬁV%@%TiﬁwﬁwT\[1—(mm—7F%vwwﬁ:w)—4
—EXRY V=] FiER (500 mg) LfLAEW2 (899 mg) HEKIAFN
AAALAT IR (12 mL) IZENMNL, 221l —x=F—3— [3— (VAF
ATI)) Teer] IAVEVALAIR (90 mg) . 1 —k FaFiXyX
FITY = 41T mg) . 4—PAFATI/ IV (377 mg) &M
ZTERTL 6 R L7z, TikEIN A CTHER%E., B /L C 3[EHH
L7z, BB EZED THRMEEK THE L, BB Y v A THERE
BEBE L, YIITNATAEI v N I5 T 4 —THER L TUT oW
EEET 2EE LAY (216 m g) R,
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TLC:Rf0.85 (7 m AL RAE ) —28%T 2 E=T 7K =90:10:1) ;
NMR (CDCls) : § 7.00-6.91 (m, 4H), 5.36 (s, 2H), 5.33 (s, 2H), 4.77 (s, 21D,
4.68 (s, 2H), 4.08 (m, 2H), 3.50 (m, 2H), 2.75 (m, 2H), 2,46 (d, J=6.6 Hz,
2H), 2.12 (m, 1H), 1.76 (m, 2H), 1.65 (s, 9H), 1.14 (m, 2H), 0.90 (m, 2H),
0.00 (m, 18H),

EiEifl45 : N, N—ER (LH-AIF/—NV~2—ANVAF)N) —2—

(4—ERYP=) 7EITIRN ZEEE (kA4 5)

EHap] 4 4 THEE LIZLEW (216 mg) T4 N#{bAkR UF%4 (8

mL) %, |ECT3IME., 70 CTIMMEE L, “hEEEEEEL
TREZRBRHT 2 2 L EEEMERL,
TLC:Rf0.11 (Z mu BV AR E ) —A28%T L E=T 7K =4010:2) ;
Efigl4a6 . 2— {1— [4— (FuerA7I)) TFA] —4—EY
Y=t =N, N—FRX (1H-AIFS—N—2~AVAFN) TEINT

IF (kw4 6)

LD
J:\W/\[:?\/A\/\N/\/mﬁ

L_cHs

fbedmastd— (v TI)) TH#F—n (55.6 mg) &M,
1 0 %BEkEE— KD A FARALT S ISR 3 mL) 274V EEET
5 RIS L, FUSHICE 7, b5 kBbA 7R U A (108 mg)
ZMZCEIRT 1 5 REREEE U, BUNMRIZ 2 NAKEM LT+ U o Ak (10
mL) ®Mz. KE LR C 3 El L, HHEEED Ak
KCHRE Licte, KRR | U 0 A CHR, MR L, BRERY ¥
FAHT BT 0% N T 5T 4 — R LT UT DM % R LAY
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(86.4 mg) &,
IR - R
TLC :Rf0.78 (Z — AN AIAZ ) —L128% T E=T /K =40:10:2) ;
NMR (CDCls) : 60.86 (t, J=7.2 Hz, 6 H), 1.10-1.29 (m, 2 H), 1.34-1.52 (m,
8 H), 1.53-1.77 (m, 3 H), 1.77-1.95 (m, 2 H), 2.19-2.51 (m, 10 H),
2.70-2.94 (m, 2 H), 4.66 (s, 2 H), 4.75 (s, 2 H), 6.90-7.06 (m, 4 H),
Eifigia 6 (1) ~FEhipl46 (2)

[1— (ert—7 FFTINR=/) —4 —_Y V=] BEORDYIC
KT B 0 VR B E IV CEIG 4 4 ->EHif 4 5 >FEiEsl4 6 & kD
BiEE L, BEICS UCTHICEBRYT 5 2 L i2 k> TUTOARER AW ES
7o
Eilae (1) 11— [4— (FrEr7I)) 7F] —N, N—V
A (1IH—AIFS—N—2—~ANVAFN) —4—EXY PV HNVEFYI

R UERRYE (k&4 6 —1)

MR TEAT 7R

TLC :Rf0.68 (Z u iR/ A & J —/V:28% T E=T 7K =40:10:2) ;
NMR (METHANOL-DJ) : § 1.02 (t, J=7.5 Hz, 6 H), 1.54-1.90 (m, 7 H),
1.94-2.21 (m, 5 H), 2.88-3.25 (m, 12 H), 3.50-3.74 (m, 1 H), 4.81-5.01 (m,
2 H), 5.42 (s, 2 H), 7.50 (s, 2 H), 7.61 (s, 2 H),

EZiEgi4a 6 (2) : 83— {1— [4— (¥TuwEr7I)/) TFL] —4—
ERY V=) =N, N—ERX (LH—AIFYS—N—2—ANAFN) 7
a7 IR (fkeda 6—2)

PRIR Ry

TLC :Rf0.78 (Z v i/ i A & ) —N128%T V' E=T K =40:10:2) ;
NMR (CDCls) : 6 0.86 (t, J=7.5 Hz, 6 F), 1.09-1.28 (m, 2 H), 1.32-1.62 (m,
11 H), 1.73-1.84 (m, 2 H), 2.17-2.48 (m, 12 H), 2.80-2.89 (m, 2 H), 4.65 (s,
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2 H), 4.74 (s, 2 H), 6.92-7.03 (m, 4 H),

Eippla 7 cxFL 4— ({(EX [ (1= {[2= (FRYAFALTIN)
TRFEYV] AFNY —1H—AIFS—N—2—AN) AFN] TI)Y 7
NWR=AVT I ) _Roevyz—k (ka4 7)

TFN 44—V VTF— bRV T— ] (2504 mg) &AW 2 (500
mg) P¥7unXFy (3 mL) WK%, EE T LREER L, RISK
ERETENEL, BEEZVIIFAVIT A~ b TT7 4 —TRHE LT
ToWwikELET 2EELAY (7319 mg) 2F7%,

TLC :Rf0.24 (n —~F PV 1 ¥ ) —L=31);

NMR (CDCls) : § 7.98 (d, J=9.0 Hz, 2 H), 7.58 (d, J=9.0 Hz, 2 H), 7.04 (s,
1H), 7.00 (s, 1 H), 5.43 (s, 4 H), 4.74 (s, 4 H), 4.30 (t, J=6.6 Hz, 2 H), 3.50
(m, 4 H), 1.75 (m, 2 H), 1.49 (m, 2 H), 0.98 (t, J=7.5 Hz, 3 1), 0.88 (m, 4 H),
~0.55 (s, 18 H), |

Eima 8 : 4— ({ [EAX (1H-AIFS—N—2—AVAFN) T3
)1 ANR=nY 7)) —N— [4— (PTuErT)) TFA] R
AX7IFR ({bkeh4 8)

ka4 7 (195 mg) PAF ) —N (2 mL) WKICEERE 2m LN
20, RIE%E 6 0°CT6MEHEE L, BEETHELLE, FRISHEER
ETFRBHELEZ, 20X LTHELNILEMEN, N—U7Fu -1,
A—TFZ VT IVEROVCER 1L 7 & RBOBRIEZITRO, LT oW
BExETHEELED (766 mg) 2/,

R TEALT 7 R

TLC :Rf0.67 (Z v uF/hiA Y ) —V28%T VE=T 7K =80:2014) ;
NMR (DMSO-Ds) : §d 0.81 (t, J=7.5 Hz, 6 H), 1.22-1.60 (m, 8 H),
2.13-2.43 (m, 6 H), 3.22 (q, J=6.6 Hz, 2 H), 4.59 (s, 4 H), 6.73-6.98 (m, 2
H), 6.98-7.24 (m, 2 H), 7.50 (d, J=9.0 Hz, 2 H), 7.74 (d, J=9.0 Hz, 2 H),
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8.25 (t, J=5.7 Hz, 1 H), 9.57(s, 1 H), 11.99-12.39(m, 2 H), .

Eiifla 9 :4— [ (2= 7r~"FIL—2, 7T—V7¥2¥r [3. 5]
J)F—=T—AN) AFN] =N, N—F¥R (1H—AIF/—A—2—A)V
AFN) RUXTIR (A4 9)

[\
ijiNo J::]
N
N
N\j/’ N,
\tm
fbEmal1é e~y ru~Fir—2, 7—V7¥FARYe [3. 5] /)
YERWTEED 4 3 & FEFEOEREEZ LT, UToBEELRITIEBRIAYD
BT,
MS : 502 (M+H)*: HP L C{RERERT : 2.74%),
Ehfl4 9 (1) ~Fhifl49 (20)
2—vru~nA—2, 7T-V7¥ArRr [3. 5] JFrofkbyic
HYT57 I 1baWERWTERF 4 9 & REOBRIEZITRV. LITOW

HEZ R TIERIC A EE T,
EiiFl4 9 (1) :4—[(2—VZu~FPN—2, 8—UT7FRER (4.

5] FH—8—AN) AFN] —N, N—tR (1H—A/IF/—n—2—
AWAFN) RUOXTIR ((bEH49—1)

ijiNo
N N‘<:>
NQ’/l )‘\©vl‘(jc
\_NH
MS : 516 (M+H)*; HP L C{RIFRER : 2.404,

EHH 49 (2) 14— [ (8= u~FIN—2, 8—VT7FRER [4.
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51 TH—2—AN) AFN] =N, N—EX (1H-A4IFY—11—2—
ANVAFNL) RUXTIF (kW4 9—2)

MS : 516 (M+H)*; HP L CRREFFRFR : 2415,

5 Eiifl49 (3) :4—[(9—vZur~FIN—2, 9-UT¥PRu [5.
51 VT Hh—2—4N) AFN] —N, N—EX (LH—-AIF¥V——
2—ANVAFN) RUXTIF (k&4 9—3)

MS : 530 (M+H)*; HP L CERERM : 2.46%,
EWFI4 9 (4) 14— [(T—vr7u~FIN—2, T—V7HFRnRr [4.

10 5]1FH—2—An) AFA] —N, N—ERX (1H-AIFS—11—2—
ANVAFN) RUOATIR ({bEm4 9—4)

MS : 516 (M+H)*; HP L CHRIFEFN : 2.434,
EHPIA 9 (5) :4— [ (8—vrm~FI—2, 8—VTFRE0 [5.
5] v Fhh—2—~A)N) AFN] —N, N—bERX (1H—AIF/S—n—
15 2—ANVAFN) RUOXTIR (k&4 9—5)
MS : 530 (M+H)*; HP L C{RERER : 2464,
EiEpl49 (6) :4— [ (U=vru~FyARene [ F—1-—3,
4'—-eRYyvr]) -1 (2H) —A ) AFi] =N, N—ER (1H—A
RES—N—=2—ANVAFN) RUXTIF ({bEW49—6)
20 MS :564 (M+H)*; HP L CRIFHER : 2.80%,
EfiFl4 9 (7) 14— [ (1'—¥7a~FIN—5—XAFARER [V
F—n—8, 4’'—eXYP] —1 (2H) —4 V) AFH] —N, N—F
A (LH=A IFS == 2= A LAFN) RUXT IR (LAMW4 9—17)
205 '
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MS : 578 (M+H)* ; HPLc%ﬁﬁﬁ:Z%%Q;

EWHIAO (8) 14— [ (I'—v 7 RAFIA—5—Trduitn [
Y R——3, 4'—rRYPr] —1 (2H) —4';1";) AFN] —N, N—
Bz(1H—4iﬁf—w—2—4w%?w)&Vﬁ%iP(mé%49—
8) F

MS : 582 (M+H)*; HP L C{RIGHRT : 2.84%,

Eiigl49 (9) :4— [ (5—rmrur—1"—Yru~FIAAvn [V
R——3, 4'—RYPr] —1 (2H) —A V) AFA] —N, N—V
A (LH—=AIFS—N=2=ANAFN) RUATIF (Lah49—9)
MS : 598 (M+H)*; HP L CHRERFRE : 2934,

Ehf 49 (10) :4— [ (1—vZu~Fn—1, 2—Pe Fr—1°
H—-Xtnm [ F—1—38, 4’—RY ] —1°—( V) AF)L] —N,
N—FRX (LH~ IFY—N=2—~A NVAF)N) RUATIF ((ké4a
9—10)

MS : 564 (M+H)*; HP L CRERR : 2.954,

Eiifl49 (11) 14— {[3— (¥Fuvrr7/) —2, 3—PEF
n—1TH—Xtw [frFr—1, 4'—eRJPr] —1'—A L] AFN}
—N, N—EX (LH—A IXVS—N—2—fVAFNL) RUITIF
EW4a9—11)

MS : 580 (M+H)*; HP L C{RERFR : 2.594,

Efifi49 (12) :4— [ (11— 2u~FIN—5—-RFA—1, 2—
Pt Fr—1H-Xt®w [V R—A—3, 4—EXRYPV] —1'—( 1)
AFN] =N, N—ERX (LH—A IFS—N—2 A NVAF)N) RVIT
IR (fkEW4L9—12)

MS : 576 M+H)*; HP L C{RIFER : 2.765,

KheBl49 (13) :4— [ 4—¥rup~FYl—1—-FFH—4, 9—
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VrPAER [5. 5] YyFH—9—A) AFA] —N, N—EX (1
H—AIFSN—2 =L NAFN) RAFIF (kA4 9—13)

denuo :
T o™
N N
”\7) OV O
| \_NH
Ms:wz®ﬁHﬁ; HP L CREIFRH : 2.3957,
%ﬁm49<14):4—[(9—v7mmkvw—1—ﬁ%%—4,9—
UTPEREE [5. 5] YrFH—4—4A) AFA] =N, N—Ex (1
H—AIF/—N—=2—f VAFN) RUXTIFK (LAW49—14)
MS : 532 (M+H)* ; HP L CRIER : 2474,
Ehifl49 (15) 14— [ (4—¥7u~FP)—1—FFH—4, 8—
VT¥AE [5. 5] YyFH—8—AA) AFA] —N, N—E=2 (1
‘H—4iﬁf~w—2—4»;%w)&yf7£F(mé%49-15)
MS : 532 (M+H)*; HP L CIRERERE : 2414,
El49 (16) :4— [ (8~ Zu~Fn—1—-FF%—4, 8—
DPFALE [5. 5] U FH—4—AN) AFA] —N, N—tx (1
Hof S ¥Y—Nm 2 — A VAFA) RURT I (baH49—16)
MS :532 (M+H)*; HP L CRERM : 2414,
Ehfla9 (17) 14— [ (2—=¥7u~FN—2, 3—Vk Fr—1
H, ’TH—Atr [f1YF%))r—4, 4£2—Y D] —1'—f ) AF
N =N, N—FR (1H—AIFS—=)V—2—f)VAFN) RUXT IR
Ybkem49—17)
MS : 578 (M+H)*; HP L C{RERR : 2.60%,
K49 (18) :4— [ (1'=¥Zue~FPA—1H—AEn [fVF

JVr—4, 4—_RYPY] —2 (3H) —4A) AFL] —N, N—t
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A (1H—AIFS=N—2—ANAFNL) RUIATIF ({bAH4 9—
18)

MS : 578 (M+H)*; HP L CHREFRFRE : 2.54%,
Eiafl49 (19) :=F 8— (4— { [FR (LH-AIFXY——
2—ANAFN) TI)] ANVER=)} RUD)W) —2 =27 a~Fl—
2, 8—VT7¥FREn [4.5] THY—3—WNABFLF—h ({kEW4 9
—19)

MS : 588 (M+H)*; HP L CREFR : 2574,

EiFl49 (20) 14— { [4— (PFubrTI)) —3, 44—V K
n—1'H—X¥u [/rAr—2, 4 —_UJPV] —1'—A V] AFN}
—N, N—ERX (IH-A IFY == 2—ANVAFN) RUIXTIF (b
A4 9—20)

MS : 596 M+H)*; HP L CHRRERR : 2.614,

FEEF 50 (1) ~FHfFis 0 (14 7)

LEW4 1ORDVICHETATALTE K, (b&4W4 2RV IcHEYT
BT I vERWCERH 4 3 L REROBRIEE L, UTOWMEEEE T 5128
(A= k=
EFI50 (1) :4— [ ({FFrRr—4— [RUPL (FrEAL) 73

]l v~} 7)) AFN] —N, N—FR (1H—4 I&—

NW—2—ANWAF)N) RUXFI R
l__\
fmjiNo
L
Nﬁ/J N
<\/NH ’1,/
NH :
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MR TEAT 7R

TLC: Rf 0.48 (B F N A X ) —)L:28% T L E=7 7K =90:10:2) ;

NMR (CDCls) : § 4 0.81 (t, J=7.2 Hz, 3H), 1.02-1.42 (m, 6H), 1.78-1.90 (m,
2H), 1.95-2.06 (m, 2H), 2.40 (t, J=7.2 Hz, 2H), 2.40-2.60 (m, 2H), 3.59 (s,
2H), 3.81 (s, 2H), 4.50-4.75 (m, 4H), 6.96-7.10 (m, 4H), 7.15-7.40 (m, 7H),
7.50-7.60 (m, 2H),

EHEH50 (2) :4— [ ({FFvR—4— [T u~Fii (=FNL)
Tl vrundnl 737) AFA] =N, N—ERXR (1H—A43I¥
S =2 — A NVAFN) RUXT IR ((bE%H50—2)

| S

MR TEAT 7 A

TLC: Rf 0.21 @B F /LA & ) —28% T =T 7K =90:10:2) ;

NMR (CDCls) : 6 d 0.98-2.05 (m, 21H), 2.40 (m, 1HD), 2.50-2.75 (m, 4H),
3.81 (s, 2H), 4.58-4.75 (m, 4H), 6.98-7.10 (m, 4), 7.35 (d, J=8.1 Hz, 2H),

HN_ __N
0O

7.59 (d, J=8.1 Hz, 2H),

EHiBI5 0 (3) 14— [(T—vra~Fon—2, 7T—O79RR [4.
41 JF—2—AN) AFA] —N, N—tEX (1H—-AIFYV—)—2—
ANAFN) RUXTIFR (k&5 0—3)
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MR « 7T 7 R

O

TLC:Rf0.65 (7 v AL b A & ) —)L28% T L BE=T 7K =40:10:2) ;
NMR (CDCls) : § 1.00-1.45 (m, 6 H), 1.53-2.10 (m, 8 H), 2.19-2.41 (m, 2 H),
2.47-3.00 (m,' 7 H), 3.53-3.68 (m, 2 H), 4.48-4.88 (m, 4 H), 6.95~7.09 (m, 4
H), 7.33 (d, J=8.1 Hz, 2 H), 7.53 (d, J=8.1 Hz, 2 H),

EEH 50 (4) 14— [ (2= ru~FPN—2, T—V7HFRER [4.
51 Fh—7—A4N) AFN] —N, N—ERX (1H—A IF/—1—2—
ANVAFN) RUOXTIR ((bEW50—4)

MR : TEAT 7 A

TLC:Rf0.72 (7 v BV A X ) —)L28%T V' E=T /K =40:10:2) ;
NMR (CDCls) : § 0.94-1.30 (m, 4 H), 1.30-2.57 (m, 19 H), 2.56-2.91 (m, 2
H), 3.24-3.51 (m, 2 H), 4.40-4.92 (m, 4 H), 7.01 (s, 4 H), 7.33 (d, J=8.1 Hz,
2 H), 7.50 (d, J=8.1 Hz, 2 H),

KiEH 50 (5) 14— ({[4— (3, 4= FrAfYF /-2 (1
H) —AA) yrzuandin] 7)) AFN) —N, N—EX (1H—A
RES—N— 2= NVAF)) RUXT IR (EREREE) (bEW50—5)
MR TEAT 7R

TLC: Rf 0.55 @R F /A & ) —Li28% T E=7 7K =90:10:2) ;

NMR (CDCIs) : § d 1.44-1.92 (m, 8H), 2.48 (m, 1H), 2.75-2.95 (m, 5H), 3.78
(s, 2H), 8.79 (s, 2H), 4.55-4.72 (m, 4H), 6.98-7.18 (m, 8H), 7.40 (, J=7.8
Hz, 2H), 7.63 (d, J=7.8 Hz, 2H), .
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Eigfls50 (6) :4— ({[4— (3, 4— v Fr—-2 (1H) —1Y
XY= vraa~dN] T AFN) —N, N—ER (1H—A
RES—N—2 A NAFN) RUXT IR (EEEE) (e85 0—6)

mf=\
ji o)
N H
Nﬁ/‘ N
\ L
MR . TENT 7 A

TLC: Rf 0.41 (FHR=F /LR & /) —/V28% T =7 7K =90:10:2) ;
NMR (CDCls) : § d 1.15-2.60 (m, 10H), 2.80-2.98 (m, 47D, 3.79 (s, 2H),
3.86 (s, 2H), 4.55-4.75 (m, 4H), 6.98-7.15 (m, 8H), 7.39 (d, J=8.4 Hz, 2H),
7.63 (d, J=8.4 Hz, 2H),

EWF 50 (7) N, N—tRX (1H—AIFV~N—2—ANVAFN)
—4—[({4—[(42a8, 8aR) —F7¥FteFufryx/Jr—2 (1
H) —An] vZuan~gdint 7)) AFA] XUXT7T IR (EEEE)
k&5 0—17)

IR . TEAT 7R

TLC: Rf 0.50 (FHATF Vi 2 Z ) —/L128% 7 L BE=T /K =90:10:2) ;

NMR (CDCls) : 6 d 0.80-2.82 (m, 24H), 2.94 (m, 1H), 3.12 (m, 1H), 3.75 (s,
2H), 4.52-4.72 (m, 4H), 6.98-7.18 (m, 4H), 7.39 (d, J=8.4 Hz, 2H), 7.63 (d,
J=8.4 Hz, 2H),

Ehpl50 (8) :4— [ ({4—[(4aS, 8aR) —F/¥elr—
2 (1H) —A4 Y%/ V=n] vIun~diin} 7)) AFA] —N, N
—ER (LH—A Y —V=2—A VAFN) RUXTIN (BHEEE)
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(kAW 50—8)
MR : TENT 7 A
TLC: Rf 0.37 B F Vi X & ) —)V:28% T . E=T 7K =90:10:2) ;
NMR (CDCls) : 6 d 0.80~-2.50 (m, 24H), 2.90 (m, 1H), 2.98 (m, 1H), 3.81 (s,
2H), 4.52-4.75 (m, 4H), 6.98~7.18 (m, 4H), 7.36 (d, J=8.4 Hz, 2H), 7.63 (d,
J=8.4 Hz, 2H),
EHEFI50 (9) 14— [ ({(FFrR—4— [RUUN (V7 uAFUL)
TI] vrmaaFPNy 7)) AFA] =N, N—ER (1H-A3¥
S =2 —ANVAFN) RUXTIE ((kEHM50—9)
IR . TEAT 7 A
TLC: Rf 0.54 @B F A & ) —/L28% TV E=T 7K =90:10:2) ;
NMR (CDCls) : § d 0.95-2.65 (m, 21H), 3.72 (s, 2H), 3.80 (s, 2H), 4.52-4.75
(m, 4H), 6.98-7.15 (m, 4H), 7.18-7.40 (m, 7H), 7.59 (d, J=8.1 Hz, 2H),
EEFI50 (10) : N, N—=FPR (1H-AIFS—N—2—ANVAFN)
—4—{ [ R—4—FNEKIV—Ad—ANPru~FiN) 7)1 R
Fnt RUXT7IF (BE#HWS50—10)
AR TELT 7 R
TLC:Rf0.62 (Z v uiR/V A & ) — )V 28%T =T /K =80:204) ;
NMR (DMSO-Dg) : § d 1.26-1.47 (m, 4 H), 1.53-1.75 (m, 4 H), 2.00-2.15
(m, 1 H), 2.32-2.45 (m, 4 H), 2.54-2.64 (m, 1 H), 3.48-3.61 (m, 4 H), 3.67 (s,
2 H), 4.47-4.68 (m, 4 H), 6.76-7.00 (m, 2 ), 7.00-7.15 (m, 2 H), 7.33 (d,
J=8.4 Hz, 2 H), 7.42 (4, J=8.4 Hz, 2 H), 11.95-12.24 (m, 1 H), 12.25-12.56
(m, 1 H),
EF50 (11) : N, N—EFR (1H—A IFY——2—ALRAFN)
—4—{ [ (FIFVvR—A—FENRIv—4d—A NV Tu~FVN) T /]

AFNY RUATIR (LEH50—-11)
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R TEAT 7R

TLC: Rf0.50 (Z v a RV A A & ) —)Li28% T VE=T K =80:20:4) ;

NMR (DMSO-De) : 6 0.86-1.26 (m, 4 H), 1.66-1.82 (m, 2 H), 1.84-1.99 (m,

2 1), 2.04-2.18 (m, 1 H), 2.19-2.33 (m, 1 H), 2.34-2.45 (m, 4 H), 3.44-3.58

5 (m,4H),3.70 (s, 2 H), 4.42-4.69 (m, 4 H), 6.76-6.98 (m, 2 H), 6.98-7.17 (m,

2 H), 7.31 (d, J=8.4 Hz, 2 H), 7.41 (d, J=8.4 Hz, 2 H), 11.99-12.25 (m, 1 H),

12.26-12.50 (m, 1 H),

EHI50 (12) :N, N—¥R (1H—AIFV—N—2—A VAFN)

—4—{[ (4—EXRIVr—1—ANvTu~ij) 7] AFN}
10 VXTI F (EREEE) ((B&®H50—12)

MR : TENLT 7 A

TLC: Rf 0.21 FEBRCF ViR X ) — ) 128% 7 E=T 7K =80:20:4) ;

NMR (CDCls) : § d 1.10~2.10 (m, 14H), 2.88-3.10 (m, 6H), 3.73 (s, 2H),

4.55-4.78 (m, 4H), 6.98-7.10 (m, 41D, 7.35 (d, J=8.1 Hz, 2H), 7.55 (d, J=8.1
15 Hz, 2H),

EZF50 (13) : N, N—tX (1H—AIF/—=—2—ANVAFN)

—4— ({[4— (1—ERYP=pA) v7u~FUA] TIJ) AFN)

N7 IR (EEERE) (&% 50—1 3)

HN_ _N
\i o)
N H
s L
NH I\O
20 IR TEATFA

TLC: Rf0.15 @R F /1A & ) —/Vi28% T =T K =80:2044) ;
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NMR (CDCls) : § d 1.10-1.30 (m, 2H), 1.38-1.65 (m, 4HD, 1.78-1.95 (m, 4H),
2.00-2.20 (m, 4H), 2.43 (m, 1H), 2.70-3.00 (m, 5H), 3.82 (s, 2H), 4.55-4.78
(m, 4H), 6.98~7.10 (m, 4H), 7.33 (4, J=8.1 Hz, 2H), 7.53 (d, J=8.1 Hz, 2H),
EfEH 50 (14) : N, N—¥R (LH—A IFS—=N—2—AVAFN)
—4— ({[4d— A—AFNERSGDr—1—AN) 7~ "FTVNV] T
R/} AFA) RUOXT IR (&GS ((BE®W50—14)

IR TEAT 7R

TLC: RE0.22 BHB=F LA & ) —L128% T L E=T 7K =80:204) ;

NMR (CDCls) : § d 1.45-1.90 (m, 8H), 2.28-2.90 (m, 10H), 2.37 (s, 3H),
3.79 (s, 2H), 4.55-4.78 (m, 4H), 6.98-7.12 (m, 4H), 7.39 (d, J=7.8 Hz, 2H),
7.53 (d, J=7.8 Hz, 2H),

EHBI50 (15) : N, N—=FX (1H—AIFY—N—2—ALAFN)
—4— ({[4— (A—AFN—1—-F¥R_FV=)) rZu~F L] 73
Y AFN) RUXT IR (EBEES) (BEm50—15)

IR TEAT 7 A

TLC: Rf 0.19 FEHEE=F V1R & /) —/L:28% T L E=T 7K =80:20:4) ;

NMR (CDCls) : § d 1.20~1.48 (m, 4H), 1.99 (m, 2H), 2.15 (m,2H), 2.34 (s,
3H), 2.38 (m, 1H),2.45-2.80 (m, 9H), 3.88 (s, 2H), 4.50-4.78 (m, 4H), 7.03
(s, 4H), 7.40 (s, 4H),

EfEF 50 (16)

4— ({[4— (4, 4—VTNARERITy—1—AN) VT a~FY
N 7} AFAN) =N, N—EFRX (LH—A IFZYS—N—2—AIVAF
) RUXT IR (EBES) ((kEW50—16)

MR TEAT 7 A

TLC: Rf 0.69 (BEEETF VX ¥ ) —N128% 7 L E=T /K =80:20:4) ;

NMR, (CDCl:) : 6 d 1.45-2.10 (m, 12H), 2.40 (m, 1H), 2.60-2.74 (m, 4D,
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2.92 (m, 1H), 3.84 (s, 2H), 4.55-4.78 (m, 4H), 7.05 (s, 4H), 7.38-7.50 (m,
4H),

EiHs50 (17) :4— ({[4— (4, 4—VIrFu—1—-bRYD
=) vru~FN] TI2F AFL) =N, N—bEX (1H—(IFY
== 2—AWAFN) RUXT IR (BiREER) (LEW50—17)
MR TEALT 7 X

TLC: Rf 0.55 BHEE=F /LA & ) —)L28% T E=T K =80:20:4) ;

NMR (CDCls) : § d 1.23-1.42 (m, 4H), 1.82-2.20 (m,8H), 2.42 (m, 1H), 2.60
(m, 1H), 2.60-2.70 (m, 4H), 3.87 (s, 2H), 4.52-4.76 (m, 4H), 7.04 (s, 4H),
7.35-7.48 (m, 4H),

EiEiHI50 (18) :4— { [ (4—TERXV—1—-A T T rAFIIL)
7)1 AFN} —N, N—FER (1H—AIFS~—2—A)VAF))
SURAT I SR (bA%50—18)

MR . TEAT 7 A

TLC: Rf 0.52 @B F /N A ¥ ) —)V28% T L E=T 7K =80:20:4) ;

NMR (CDCls) : § d 1.40-1.95 (m, 16H), 2.75-3.10 (m,6H), 3.73 (s, 2H),
4.55-4.78 (m, 4H), 7.00~7.10 (m, 4H), 7.35 (d, J=8.4 Hz, 2H), 7.55 (d, J=8.4
Hz, 2H),

FWFI50 (19) 14— ({[4— (L=TER=N) ¥Iu~Fin]
737} AFN) —N, N—tR (1H—AIFVS—)—2—A )V AF))
NYRXTIF (SRR ((ke¥W50—19)
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T
Yy

MR TEALT 7R

TLC: Rf 0.29 (BEER=F Vi A & ) —)L:28% T BE=T 7K =80:20:4) ;
NMR (CDCls) : § d 1.10~1.25 (m, 2H), 1.32-1.52 (m, 2H), 1.60-2.20 (m,
12H), 2.41 (m, 1H), 2.70-3.22 (m, 5H), 3.81 (s, 2H), 4.55-4.78 (m, 4H),
6.98-7.10 (m, 4H), 7.33 (d, J=8.4 Hz, 2H), 7.56 (d, J=8.4 Hz, 2H),

HN___N

22X

EFI50 (20) 14— ({[4— (D_UPALTI)) vY7u~Fiin]
73/} AFNA) =N, N—tX (1H—A IFZV—L—2—A )V AF))
Ry AT IR (ERRES) (Eke®m50—20)

MR TEALT 7R

TLC: Rf 0.52 @R F /LA & ) —/L28% 7 L E=T 7K =90:10:2) ;

NMR (CDCls) : 8 d 1.30-2.00 (m, 8H), 2.52 (m, 1H), 2.90 (m, 1H), 3.55-3.70
(m, 4H), 3.81 (s, 2H), 4.55-4.78 (m, 4H), 7.01 (s, 4H), 7.15-7.42 (m, 14H),
50 (21) 14— ({[4— (PRUUATI)) vZunkij]
7/} AFN) —N, N—tER (1H—A IFZY 11— 2= VAFN)
N7 IR (WiEEE) kews50—21)

MR . TEALT 7 R

TLC: Rf 0.40 (@R F X & ) —:28% T - E=T 7K =90:10:2) ;

NMR (CDCls) : § d 1.00-1.20 (m, 2H), 1.30~-1.50 (m, 2H), 1.82-1.98 (m, 2H),
1.98-2.10 (m, 2H), 2.40~2.60 (m, 2H), 3.60 (s, 4H), 3.81 (s, 2H), 4.50-4.76
(m, 4H), 6.90-7.08 (m, 4H), 7.18-7.40 (m, 12H), 7.47 (d, J=8.1 Hz, 2H),

216



WO 2006/022454 PCT/JP2005/016066

Eii50 (22) :4— ({[FFvR—4— (T ~A"FLATI))
vruA~FYN] T} AFN) =N, N—tRX (I1H—A IFYV—)—
2—ANVAFN) RUOXTIF (bkE&W50—22)

HN\EN o
L
< AONS
\_NH Py
H
5 MR T7TEALTFA

TLC:Rf0.41 (7 un A Z A8 ) —L128%7 L E=T K =90:10:2) ;
NMR (CDCls) : § d 1.02-2.12 (m, 18H), 2.44 (m, 1H), 2.65-2.82 (m, 2H),
3.81 (s, 2H), 4.56-4.80 (m, 4H), 6.95-7.10 (m, 4H), 7.33 (d, J=8.1 Hz, 2H),
7.53 (d, J=8.1 Hz, 2H),

10 FHiEFIS50 (23) :3— ({[4a— (v TI)) TFA] TR}
AFN) =N, N—ERXR (LH—AIFS—N—2—ANVAFN) RVIXT
IF (fkEm50—2 3)

PEIR : R ,
TLC:Rf0.35 (P77 un A F Ay ) —nN28%7 L E=T K =50:10:1) ;

15 NMR (CDCls) : 6 0.85 (t, J=7.5 Hz, 6H), 1.39-1.49 (m, 8H), 2.33-2.43 (m,
6H), 2.61-2.66 (m, 2H), 3.79 (s, 2H), 4.51 (br-s, 2H), 4,73 (br-s, 2H), 7.05
(b, 4H), 7.36-7.38 (m, 2H), 7.54 (m, 1H), 7.62 (s, 1H),

EEFI50 (24) :4— [ (9= 7u~FPN—3, 9—V7FRbm
[5. 51 UoFH—8—AN) AFN] —N, N—EX (LH-AIFY
20 —N—2—ANAFN) XUAXATIF {LEWS50—24)
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HN/=/\N o /O
Yol
N
- gy

<\/NH
MR « T T 7 R
TLC:Rf0.37 (X % ) —N128% 7 L E=T K =98:2) ;
NMR (CDCl) : § 0.97-1.84 (m, 5 H), 1.37-1.69 (m, 9 H), 1.71-1.98 (m, 4 H),
2.24-2.42 (m, 5 H), 2.45-2.64 (m, 4 H), 3.48 (s, 2 H), 4.53-4.85 (n, 4 H),
6.86-7.13 (m, 4 H), 7.33 (d, J=8.1 Hz, 2 H), 7.48 (d, J=8.1 Hz, 2 H),
EF 50 (25) 14— { [8— (7u~"FILARXAFNA) —2, 8-

THEREE [4. 5] FH—2—AN] AFAL} —N, N—FR (1H—4
IES—— 2 —ANAFN) RURXTIFR (kW5 0—25)

N

Yoloo

=

HN

N
\_NH

R TEAT 7 A
TLC: Rf 0.73 @B F N R & ) —V:28% T > E=7 7K =50:10:1) ;
NMR (CDCls) : § 0.78-0.92 (m, 2H), 1.10-1.30 (m, 3H), 1.40-1.79 (m, 12H),
2.07 (d, J=7.2 Hz, 2H), 2.22-2.36 (m, 6H), 2.54 (t, J=6.9 Hz, 2H), 3.58 (s,
2H), 4.59-4.68 (m, 4H), 6.95-7.10 (m, 4H), 7.38 (d, J=8.4 Hz, 2H), 7.64 (d,
J=8.4 Hz, 2H),
EiF50 (26) 14— [ (8—RyIN—2, 8—U7 ¥R [4.
51 FH—2—4N) AFN] =N, N—ER (1H-AIF/—n—2—
ANAFN) ROXTIFK ((bEW50—26)
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PR . TEAT 7 X ‘

TLC: Rf 0.78 BT VA ¥ ) —)L:28% 7 »E=T K =50:10:1) ;

NMR (CDCls) : § 1.53-1.64 (m, 6H), 2.27-2.41 (m, 6H), 2.55 (t, J=6.9 Hz,
2H), 3.46 (s, 2H), 3.58 (s, 2H), 4.60-4.68 (m, 4H), 6.96-7.08 (m, 4H),
7.20-7.32 (m, 5H), 7.37 (d, J=8.4Hz, 2H), 7.64 (d, J=8.4 Hz, 2H),
Eil50 (27) :4— {[8— (/urrENLAFNL) —2, 8~
TYEAEe [4. 5] ThH—2—A40N] AFn} —N, N—tE&R (1H—A
IFS—N—=2—ANRAFN) RUXTIR (LEWS50—27)

t
. ﬁ)” DCNf

\_NH

HN_ N

MR TEAT 7R
TLC: Rf 0.42 B F /L A & ) —)L28% T =7 7/K =50:10:1) ;
NMR (CDCls) : 8 0.06-0.14 (m, 2H), 0.46-0.54 (m, 2H), 0.87 (m, 1H),

. 1.56-1.67 (m, 6H), 2.23 (d, J=6.6 Hz, 2H), 2.34 (s, 2H), 2.34-2.54 (m, 4H),
2.56 (t, J=6.9 Hz, 2H), 3.58 (s, 2H), 4.58-4.65 (m, 4H), 6.94-7.10 (m, 4H),
7.38 (d, J=8.4 Hz, 2H), 7.66 (d, J=8.4 Hz, 2H),

K50 (28) :4— { [8—~ (¥ m_XUFAAFN) —2, 8-
TY¥A¥r [4. 5] FTH—2—AN] AFN} —N, N—t¥R (1H—A
RES == 2—ANAFN) ROXTIFR ((bEW50—28)
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MR TEAT 7R

TLC: Rf 0.59 BEEE=F VX & ) —:28% 7 =77k =50:10:1) ;

NMR (CDCly) : 6 1.09-1.22 (m, 2H), 1.44-1.65 (m, 9H), 1.68-1.80 (m, 2),
1.98-2.10 (m, 2H), 2.23 (d, J=7.2 Hz, 2H), 2.28-2.40 (m, 6H), 2.55 (t, J=6.9
Hz, 2H), 3.58 (s, 2H), 4.58-4.65 (m, 4H), 6.94-7.10 (m, 4H), 7.38 (d, J=8.4
Hz, 2H), 7.65 (d, J=8.4 Hz, 2H), |
EiiF 50 (29) : N, N—FX (LH—AIFY—NL—2—ALAF))
—4— {[8— (2—FZ=ARAFNL) —2, 8—VFHFAER [4. 5]
FH—=2—AN] AFN} RUXTIR ((kEW50—29)

HN___N

S S

N —
Nﬁ) DCN

\_NH

MR . TEAT 7 R
TLC: Rf 0.60 (FEER=F A & ) —)L:28% T =7 7K =50:10:1) ;
NMR (CDCls) : § 1.53-1.65 (m, 6H), 2.32~2.47 (m, 6H), 2.55 (t, J=6.9 Hz,
2H), 3.58 (s, 2H), 8.67 (s, 2H), 4.58-4.65 (m, 4H), 6.88 (d, J=3.0 Hz, 1H),
6.93 (dd, J=4.5, 3.0 Hz, 1H), 6.98-7.10 (m, 4H), 7.20 (d, J=4.5 Hz, 1H),
7.38 (d, J=8.4 Hz, 2H), 7.68 (d, J=8.4 Hz, 2H),
EHHIS50 (30) :N, N—EFX (1H—A IFXY—N—2—[fVAFN)
—4— {[8— (8—F=Z=/AF)N) —2, 8—VF7H¥RFu [4. 5]
TFTAH—2—AN] AFN} RUXTIN ((bEWM50—30)
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HN\(N o .

Nﬁ/' DCN

\_NH
iR . 7TEALT PR
TLC: Rf 0.60 (BEEE—F /LA & ) —)L:28% T L E=7 /K =50:10:1) ;
NMR (CDCls) : § 1.53-1.65 (m, 6H), 2.28-2.42 (m, 6H), 2.55 (t, J=6.9 Hz,
2H), 3.49 (s, 2H), 3.58 (s, 2H), 4.58-4.65 (m, 4H), 6.96-7.14 (m, 6H), 7.25
(m, 1H), 7.38 (d, J=8.4 Hz, 2H), 7.68 (d, J=8.4 Hz, 2H),
FEifls50 (31) :4— ({[4— (3, 4—VebrrF/Ur—1 (2
H) —AN) ¥Yra~Fyn] 7/} AFA) —N, N—EX (1H—A
IFS = 2~ A NAFN) RURT IR (SR (LA 5 0 — 3
1)
MR TELT 7 R
TLC: Rf 0.46 BEEER=F V1 X & ) —/L128% 7 E=T7 7K =90:10:2) ;
NMR (CDCIs) : § d 1.50-1.75 (m, 4H), 1.82-2.10 (m, 6H), 2.71 (t, J=6.3 Hz,
2H), 8.00 (m, 1H), 3.24 (t, J=5.4 Hz, 2H), 3.60 (m, 1H), 3.83 (s, 2H),
4.58-4.80 (m, 4H), 6.53 (dd, J=7.8, 7.8 Hz, 1H), 6.62 (d, J="7.8 Hz, 1H),
6.93 (d, J=7.5 Hz, 1H), 6.99-7.12 (m, 5H), 7.45 (d, J=8.1 Hz, 2H), 7.54 (d,
J=8.1 Hz, 2H),
EiiBls50 (82) 14— ({[4— (3, 4—YeFr—1 (2H) —%
V=) vruanE ] T AFN) =N, N—EFRX (1H—A1
S —=N—2—=ANAFN) RUATIF (BEEE) ((bAEW50—32)
MR : 7TEALT 7 R
TLC: Rf0.30 BER=F /R & ) —:28% T E=T K =90:10:2) ;

NMR (CDCls) : § d 1.22-2.20 (m, 10H), 2.55 (m, 1H), 2.71 (&, J=6.0 Hz, 2F),
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3.15 (t, J=5.7 Hz, 2H), 3.63 (m, 1H), 8.87 (s, 2H), 4.55-4.78 (m, 4H), 6.54

(dd, J=7.5, 7.5 Hz, 1H), 6.62 (d, J=7.5 Hz, 1H), 6.93 (d, J=7.5 Hz, 1H),

7.00-7.12 (m, 5H), 7.36-7.45 (m, 2H), 7.50-7.62 (m, 2H),

Eiifi50 (33) 14— ({8~ [4— (P=FATI)) ~von] —

2, 8—VUT7THRER [4. 5] FA—2—AN} AFA) —N, N—EX
(IH-AIFS—N—2—A NVAFN) RUX7IF ({bEW50—33)

IR TEALT 7R

TLC: Rf 0.44 (HB=F ViR &Z ) —)V128% T =T K =50:10:1) ;

NMR (CDCls) : § 1.14 (t, J=7.2 Hz, 6H), 1.51-1.64 (m, 6H), 2.25-2.42 (m,

6HD), 2.53 (t, J=6.9 Hz, 2H), 3.28-3.38 (m, 6H), 3.56 (s, 2H), 4.60-4.67 (m,

4H), 6.61 (d, J=8.7 Hz, 2H), 6.94-7.08 (m, 4H), 7.12(d, J=8.7 Hz, 2H), 7.36

(d, J=8.4 Hz, 2H), 7.59 (d, J=8.4 Hz, 2H),

EiFls50 (34) :4— { [8— (2—ThFuxyIn) —2, 8-

THERER [4. 5] FH—2—A4N] AFA} —N, N—tv2 (1H—A

I —N—2 AV AFN) RUXT IR (kW50 —3 4)

MR TEALT 7 A

TLC: Rf 0.44 BEEATF /L X & ) —)V:28% 7 o E=T 7K =50:10:1) ;

NMR (CDCls) : § 1.56-1.64 (m, 6H), 2.32-2.44 (m, 6H), 2.54 (t, J=6.9 Hz,

2H), 3.54 (s, 2H), 3.58 (s, 2H), 4.60~4.68 (m, 4H), 6.97-7.13 (m, 6H), 7.25

(m, 1H), 7.38-7.42 (m, 3H), 7.61 (d, J=8.4 Hz, 2H),

K50 (35) :4— { [8— (3—TnFuxrPi) —2, 8-

THERER [4. 5] TH—2—4A] AFN} —N, N—tX (1H—A

RES =2 —ANAFN) RUXTIR (k&5 0—35)

222



10

15

WO 2006/022454 PCT/JP2005/016066

R TEAT 7 R

TLC: Rf 0.44 FEEF Vi X & ) —)1128% 7 E=T 7K =50:10'1) ;

NMR (CDCls) : § 1.50-1.66 (m, 6, 2.24-2.41 (m, 6H), 2.56 (t, J=6.9 Hz,
2H), 3.43 (s, 2H), 3.59 (s, 2H), 4.60-4.68 (m, 4H), 6.90 (m, 1H), 6.95-7.09
(m, 6H), 7.23 (m, 1H), 7.36 (d, J=8.4 Hz, 2H), 7.60 (d, J=8.4 Hz, 2H),
EiEF 50 (36) :4— { [8— (4—TAFupPL) —2, 8§
THEREE [4. 5] FhH—2~—AN] AFN} —N, N—tv R (1H—A
RES=N—2—ANAFN) RUATIF ((LEW50—36)

HN\EN o F
AonoF
- L

\_NH
IR TEAT 7 R
TLC: Rf 0.44 @BR=F /X &7 ) —V28% 7 E=T 7K =50:101) ;
NMR (CDCls) : § 1.52-1.62 (m, 6H), 2.24-2.41 (m, 6H), 2.55 (t, J=6.9 Hz,
2H), 3.41 (s, 2H), 3.58 (s, 2F), 4.60-4.68 (m, 4H), 6.93-7.09 (m, 6FD),
7.20-7.28 (m, 2H), 7.35 (d, J=8.4 Hz, 2H), 7.60 (d, J=8.4 Hz, 2H),
Eiipls0 (837) :4— [ ({bFvR—4— [TEFN (7 u~Fd
W) TR1 vrundEvl T/) AFA] —N, N—tEX (1H—A

IFY =2~ A NRAFN) RUXTIF (bEW50—37)

MR TEALT 7 A
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TLC: Rf 0.50 BEEE=F N A E ) —1:28% 7 - E=T 7K =80:20:2) ;

NMR (CDCly) : § d 1.05-2.62 (m, 19H), 2.06 (s, 3H), 3.00 (brs, 1H), 3.39 (m,
1H), 3.82 (s, 2H), 4.50-4.80 (m, 4H), 6.95-7.12 (m, 4H), 7.30-7.40 (m, 2H),
7.45-7.60 (m, 2H), '

HZighl 50 (838) :N— (I1H-RVYVAIFS—A—2—AIVAF)N)
—4— [ (8—vZu~FN—2, 8—U7¥FREn [4. 5] FHh—2
—AN) AFN] —N— (LH—A IFS—N—2~Af NV AF)N) RUXT

T F (kEWM50—38)

)
Ol

Nﬁ) DCN‘Q

<\,NH

MR TRAT 7 A

TLC:Rf0.34 (A & /) —/L:28% 7 > E=T 7K =98:2) ;

NMR (CDCl) : § 1.12-1.26 (m, 5 H), 1.53-1.65 (m, 7 H), 1.74-1.89 (m, 4 H),

2.23-2.33 (m, 3 H), 2.44-2.57 (m, 6 H), 3.55 (s, 2 H), 4.67-4.81 (m, 2 1),

4.83-4.91 (m, 2 H), 6.99-7.08 (m, 2 H), 7.23-7.37 (m, 4 H), 7.49-7.64 (m, 4

0.

EiEFHI50 (39) :N— (1H-RUIAIFS~N—2—LVAF))

—4— [ ({F5rR—4— [¥Zu~FPn (Fur'r) 7] 37w

ANFYNY TR) AFNV] —N— (1H—AIFS—A—2—AVAF)N)

RUA7IFK ((LE#W50—39)
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A

HN_ __N

\Eo

N H

N a N//,
\_NH [:j\ff:j

TLC: Rf0.38 (X & ) — IV 28% T E=T /&K =98:2) :
NMR (CDCls) : § 0.76-0.88 (m, 3 H), 1.09-1.15 (m, 2 H), 1.17-1.27 (m, 5 H),
1.29-1.41 (m, 4 H), 1.56-1.63 (m, 1 H), 1.67-1.80 (m, 6 F), 1.90-2.03 (m, 2

MR TEAT 7R

H), 2.34-2.47 (m, 3 H), 2.50-2.63 (m, 2 H), 3.79 (s, 2 H), 4.62-4.69 (m, 1 H),

4.72-4.79 (m, 1 H), 4.84 (s, 2 H), 6.97-7.11 (m, 2 H), 7.22-7.35 (m, 4 F),

7.49-7.65 (m, 4 H),

EfEFl50 (40) :N, N—FX (1H—AIFJ—NV—2—A NV AFN)

—4— [ ({(+ovRr—4— [ (8=AbFVTur ) (Fur'n) 73

1 vomankiv) 7)) AFN] RUXTIR {(LEWMS50—40)

MR - R

TLC: Rf 0.49 FEBE=F V22 & ) —)V:28% 7 E=T 7K =40:10:1) ;

NMR (CDCls) : 6 0.84 (t, J=7.5 Hz, 3H), 1.08-2.02 (m, 12H), 2.33-2.50 (m,

6H), 3.31 (s, 3H), 3.39 (t, J=6.0 Hz, 2H), 3.82 (s, 2H), 4.56 (br-s, 2H), 4,60

(br-s, 2H), 7.01 (br-s, 2H), 7.08 (br-s, 2H), 7.37 (d, J=7.5 Hz, 2H), 7.29 (d,

J=7.5 Hz, 2H),

EiEpi50 (41) :4— [ ({FFvR—4— [ (1 —=FATBENL)
(Faeven) 7] v~} 7)) AFL] —N, N—Ev X (1

H—A IFXS~NV—2—ANAFN) RUITIF {(LAW50—41)
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PR R

TLC: Rf 0.69 (BT F /LA & ) —)Li28% T L B=T7 7K =40:10:1) ;

NMR (CDCls) : § 0.82 (t, J=7.5 Hz, 3H), 0.86 (t, J=7.5 Hz, 6H), 1.10-2.02
(m, 14H), 2.17-2.49 (m, 5H), 3.82 (s, 2H), 4.59 (br-s, 2H), 4,63 (br-s, 2H),
7.02 (br-s, 2H), 7.08 (br-s, 2H), 7.37 (d, J=8.1 Hz, 21, 7.66 (d, J=8.1 Hz,
2H),

EiiF50 (42) :4— {[[4— (TN TI /) TFA] (RF
N 7] AFN} =N, N—ERX (LH—A IFS—N—2—f VAF
) RYRTIR (bA¥50—4 2) |

I o S
MR R

TLC: Rf 0.58 (BB F LA & ) —)L128%T VE=T /K =40:10:1) ;
NMR. (CDCls) : § 0.86 (t, J=7.5 Hz, 6H), 1.41-1.50 (m, 8H), 2.16 (s, 3H),
2.33-2.44 (m, 8H), 3.47 (s, 2H), 4.61 (br-s, 2H), 4,65 (br-s, 2H), 7.02 (br-s,
2H), 7.07 (br-s, 2H), 7.37 (d, J=8.1 Hz, 2H), 7.64 (4, J=8.1 Hz, 2H),
EiiGl50 (48) :4— [ (8= 7m0 FLr—2, 8—VT¥FAER
[4. 5] ¥H—2—4N) 2AFL] —N, N—¥2 (1LH—A IFY/—
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—2—4»%?»)&yf7°P(MA%5o—43)

/=\

</NH

IR TEAT 7 R

TLC: Rf0.39 (A & ) —/1:28% T E=77K =98:2) ;

NMR. (CDCls) : 6 1.24-1.74 (m, 12 H), 1.75-1.94 (m, 2 H), 2.19-2.49 (m, 7
H), 2.54 (t, J=6.95 Hz, 2 H), 3.57 (s, 2 H), 4.54-4.81 (m, 4 H), 6.88-7.13 (m,
4H), 7.35 (d, J=8.1 Hz, 2 H), 7.54 (d, J=8.1 Hz, 2 H),

EWEB 50 (44) : N, N—FRX (1H—A &Y —L—2—()VAF)N)
—4—{[8— (FFIELFu—2H-FTFv—4—A)) —2, 8§8—T7
AT {4, 5] FTAH—2—AN] AFN} RUXTIF {{LEWS 0 —
44)

MR TELT 7 R

TLC:Rf0.33 (X & /) —/L:28%7 »E=T 7K =98:2) ;

NMR (CDCls) : § 1.44-1.67 (m, 8 H), 1.67-1.81 (m, 2 H), 2.24-2.63 (m, 9 H),
3.25-3.43 (m, 2 H), 3.57 (s, 2 H), 3.92-4.08 (m, 2 H), 4.53-4.77 (m, 4 F),
6.91-7.13 (m, 4 H), 7.36 (d, J=8.1 Hz, 2 H), 7.55 (d, J=8.1 Hz, 2 H),
Efifl50 (45) : N, N—EFRX (1H—AIFV——2—AVAFN)
—4—{[8— (FUVV—2—ANVAFN) —2, 8—VTFAu [4.
5] FhH—2—AN] AFN} RUXTIE ((kAW50—45)

IR 7TEANT 7R

TLC: Rf 0.46 (FHEE=F /L R & ) —/L:28% TV E=T 7K =50:10:1) ;
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NMR (CDCls) : § 1.54-1.65 (m, 6H), 2.32-2.48 (m, 6H), 2.55 (t, J=6.9 Hz,
2H), 3.58 (s, 2H), 3.61 (s, 2H), 4.60-4.72 (m, 4H), 6.94-7.09 (m, 4H), 7.14
(dd, J=4.8, 7.5 Hz, 1H), 7.35 (d, J=8.4 Hz, 2H), 7.40 (d, J=7.5 Hz, 1H), 7.53
(d, J=8.4 Hz, 2H), 7.63 (dt, J=1.8, 7.5 Hz, 1H), 8.53 (d, J=4.8 Hz, 1H),
EiEfl50 (46) : N, N—tR (1H—A IFV—/—2 A LRAF))
—4—{[8— (KU —83—ANRAFNL) —2, 8—VTHFRAE [4.
51 FH—2—AN] AFN} RUXTIF ((LAW50—46)

MR TEAT 7 A

TLC: Rf 0.46 (B F /i X & ) —/V128% 7 »E=T /K =50:10:1) ;

NMR (CDCls) : § 1.50-1.64 (m, 6H), 2.24-2.41 (m, 6H), 2.56 (t, J=6.9 Hz,
2H), 8.46 (s, 2H), 3.58 (s, 2H), 4.61-4.72 (m, 4H), 6.98-7.10 (m, 4H), 7.23
(dd, J=4.8, 7.5 Hz, 1H), 7.36 (d, J=8.4 Hz, 2H), 7.54 (d, J=8.4 Hz, 2H), 7.65
(dt, J=7.5, 1.8 Hz, 1H), 8.49 (dd, J=1.8, 4.8 Hz, 1H), 8.51 (d, J=1.8 Hz, 1H),
EEBI50 (47) :N, N—ER (1LH—A IFY—N—2—A LV AF))
—4—{[8= (U PV—A4—AfNAFN) —2, 8—VTHFREE (4.
51 Fh—2—AN] AFN} RUXTIE ((LAW50—47)

MR . TELT 7 R

TLC: Rf 0.46 (BT F X & ) —)L:28% T L E=T7K =50:10:1) ;

NMR (CDCls) : § 1.55-1.68 (m, 6H), 2.24-2.42 (m, 6H), 2.56 (t, J=6.9 Hz,
2H), 8.44 (s, 2H), 3.58 (s, 2H), 4.60-4.72 (n, 4H), 6.97-7.08 (m, 4H), 7.23
(d, J=6.0 Hz, 2H), 7.34 (d; J=8.4 Hz, 2H), 7.52 (d, J=8.4 Hz, 2H), 8.50 (d,
J=6.0 Hz, 2H),

EhEF 50 (48) : N, N—FR (1H—A IF/S——2—fLAF)N)
—4—{[8= (2—FTFNAFN) —2, 8§—UT7¥FAEu [4. 5]
FH=2—=AN] AFN} RUXTIF ((BEW50—438)
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Foea

IR 7TELT 7R

TLC: Rf 0.52 BB F /A & ) —28%7 =77k =50:10:1) ;

NMR (CDCls) : 6 1.56-1.65 (m, 6H), 2.32-2.48 (m, 6H), 2.58 (t, J=6.9 Hz,

2H), 3.57 (s, 2H), 3.62 (s, 2H), 4.60-4.70 (m, 4H), 6.97-7.08 (m, 41, 7.35

(d, J=8.4 Hz, 2H), 7.40-7.50 (m, 3H), 7.54 (d, J=8.4 Hz, 2H), 7.71 (s, 1H),

7.74-7.82 (m, 3H),

B 50 (49) :4— [ (8= Zu~TFA—2, §—UTH¥ALR
(4. 5] FH—2—AN) AFN] —N, N—ER (1H—AIF¥/—1

—2—ANWAFN) RVATIR ({bLEW50—49)

S
&
Nﬁ/‘ DCN‘Q
e
IR TENT 7 A
TLC:RF0.32 (A % ) —N:28% 7 E=7 /K =98:2) ;
NMR (CDCls) : § 1.27-1.86 (m, 18 H), 2.23-2.63 (m, 9 H), 3.57 (s, 2 H),
4.51-4.75 (m, 4 H), 6.90-7.11 (m, 4 H), 7.36 (d, J=8.1 Hz, 2 H), 7.59 (d,
J=8.1 Hz, 2 H),
Ehils50 (560) :4— [ ({FFVR—4— [Zua~FIn (AFNL)
T/l vrmaFvt TX) AFA] —N, N—ER (1H-F3¥
S =2 —=ANVAFN) RUXTIF ((kE®W50—50)

HN_ __N
0]
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MR . TEALT 7 R

TLC: Rf 0.43 FER—F VX ¥ ) —L:28% 7 L E=T 7K =80:20:2) ;

NMR (CDCls) : § d 1.00-2.06 (m, 18H), 2.30 (s, 3H), 2.42 (m, 1H),
2.55-2.75 (m, 2H), 3.81 (s, 2H), 4.52-4.75 (m, 4H), 6.95-7.10 (m, 4H), 7.35
(d, J=8.4 Hz, 2H), 7.61 (d, J=8.4 Hz, 2H),

K50 (51) 14— [ ({FFvR—4— [P (AFN) T3
] vrun~®n) 7I) AFA] =N, N—ERX (LH—A IFY—
N— 2= A NRAFL) RURTIR ((LAW50—51)

IR - TELT 7 R

TLC: Rf 0.24 FEER=F NV X & ) —/28% 7 - E=T 7K =90:10:2) ;

NMR (CDCls) : § d 1.15-1.50 (m, 4H), 1.90-2.18 (m, 4H), 2.21 (s, 3H),
2.45-2.62 (m, 2H), 3.60 (s, 2H), 3.85 (s, 2H), 4.50-4.78 (m, 4H), 6.98-7.12
(m, 5H), 7.20~7.40 (m, 4H), 7.38 (d, J=8.4 Hz, 2H), 7.55 (d, J=8.4 Hz, 2H),
Eii#s50 (52) :4— [ ({FFrvR—4— [¥Zu~Fn (AF)V
ANB=)V) T )] vrankint 7)) AFAM] —N, N—EX (1
H—AIFS—N=2—ANVAFN) RUXTIF (kEWE0—5 2)
MR TEAT 7 R

TLC: Rf 0.22 (FBRF L2 X & ) —)L:28% 7 =T 7K =90:10:2) ;

NMR (CDCls) : 6 d 1.00-2.12 (m, 18HD), 2.49 (m,1H), 2.86 (s, 3H), 3.10-3.42
(m, 2H), 3.83 (s, 2H), 4.58-4.75 (m, 4H), 6.98-7.10 (m, 4H), 7.37 (d, J=8.1
Hz, 2H), 7.65 (d, J=8.1 Hz, 2H),

EEHI50 (53) : N, N—EX (1H—A IF/—L—2—A)LAF))
—4—{[7T— (2—T==xFN) —2, 7T—VF7FRA¥E [4. 5]
FHh—=2—AN] AFN} RUITIF (LEW50—5 3)

MR . TENT 7 R

TLC:Rf0.51 (X &% ) —1:28% 7 YE=T K = 98:2) ;
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NMR (CDCls) : 6 1.28-1.81 (m, 6 H), 2.24 (4, J=9.3 Hz, 2 H), 2.28-2.68 (m,

8 H), 2.70-2.85 (m, 2 H), 3.59 (s, 2 H), 4.53-4.75 (m, 4 H), 6.90-7.11 (m, 4
H), 7.13-7.31 (m, 5 H), 7.38 (d, J=8.1 Hz, 2 H), 7.61 (d, J=8.1 Hz, 2 H),
EiEFl50 (54) : N, N—YR (1H—AIFYS——2—AIVAFN)
—4—{ [7T— (2—=ERIDV~1—ANTFN) —2, T—VTHFARY
n (4., 5] FH—2—AN] AFN} RUXTIR ({LEWE50—54)
MR TELT 7 R

TLC: Rf0.24 (A % ) —/:28% 7 B =T 7K =98:2) ;

NMR (CDCls) : § 1.15-1.77 (m, 12 H), 2.06-2.76 (m, 16 H), 3.58 (g, J=13.2
Hz, 2 H), 4.47-4.82 (m, 4 H), 6.87-7.14 (m, 4 H), 7.36 (d, J=8.1 Hz, 2 H),
7.58 (d, J=8.1 Hz, 2 H),

EWFI50 (55) :4— {[8— (2, 3—YeFu—1H—AVFr—
2—A)N) —2, 8—=VTY¥YAw [4. 5] TH—2—A)N] AF)N} —
N, N—ERX (LH—AIF/—NV—2—ANVAFN) RUIXTIFK {Lé
W50—55)

PEIR - TEAT 7 R |

TLC:Rf0.37 (X & /) —/V:28% 7 =7 7K =98:2) ;

NMR (CDCls) : § 1.58-1.71 (m, 6 H), 2.35-2.39 (m, 3 H), 2.42-2.51 (m, 3 H),
2.53-2.59 (m, 2 H), 2.84-2.98 (m, 2 H), 8.01-3.17 (m, 3 H), 3.59 (s, 2 H),
4.61-4.74 (m, 4 H), 6.94-7.07 (m, 4 H), 7.09-7.19 (m, 4 H), 7.30~7.41 (m, 2
H), 7.51-7.62 (m, 2 H),

EWFI50 (56) :4—[(8—vrurFi—2, 8—U7HFREw (4.
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5] FH—2—A1) AFA] ~N, N—°FR (I1H—A/IFVS—)—2—
ANVRAFN) RUOXTIF ((bA¥W50—56)

HN\ENO
O
Nﬁ/' DCN*O
| \_NH
AR TENT 7 A
TLC:RF0.45 (A & /) —/V:28% 7 - E=7 7K =98:2) ;
NMR (CDCls) : § 1.56-1.71 (m, 8 H), 1.85-1.93 (m, 2 H), 1.95-2.05 (m, 3 H),
2.19-2.35 (m, 5 H), 2.52-2.59 (m, 2 H), 2.62-2.69 (m, 1 H), 3.58 (s, 2 H),
4.59-4.72 (m, 4 H), 6.95-7.10 (m, 4 H), 7.31-7.40 (m, 2 H), 7.56~7.64 (m, 2
H),
EiEFI 50 (57) : N, N—FR (ILH—AIFY—1N—2 =L IVAF)N)
—4—{[8— (1—TuEAreRYPr—4—aN) —2, §—IUTHFX
e [4. 5] FH—2—AN] AFN} _RUXTIF ((kEW50—57)
MR 7TEALT 7 R
TLC: Rf0.21 (X ¥ / —)V:28%7 ' E=7 7K =98:2) ;
NMR (CDCls) : § 0.83-0.96 (m, 3 H), 1.50-1.65 (m, 10 H), 1.71-1.82 (m, 2
H), 1.85-1.96 (m, 2 H), 2.22-2.37 (m, 5 H), 2.42-2.58 (m, 6 ), 2.93-3.06
(m, 2 H), 3.57 (s, 2 H), 4.58-4.72 (m, 4 H), 6.95-7.10 (m, 4 H), 7.30-7.42 (m,
2 H), 7.55-7.68 (m, 2 H),
EiEB50 (58) 14— {[8— (2—TFTH<=vFnN) —2, 8=UT7TH
Atne [4. 5] FThH—2—AN] AFA} =N, N—EX (1H—A3I¥
V=2 —AVRAFN) RUXTIFR (LEW50—58)
IR TENT 7 A

TLC: RE0.50 (A & ) —/:28% 7 L E=T K =98:2)
9232
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NMR (CDCls) : § 1.32-1.43 (m, 2 H), 1.55-1.70 (m, 10 H), 1.74~1.87 (m, 4
H), 1.98-2.11 (m, 6 1), 2.27-2.43 (m, 5 H), 2.51-2.65 (m, 2 H), 3.60 (s, 2 1,
4.59-4.73 (m, 4 H), 6.94-7.08 (m, 4 H), 7.30-7.41 (m, 2 H), 7.55-7.66 (m, 2
H).

EHFI50 (59) :N, N—tRX (1LH—AIF/—~—2—AVAFN)
—4—-— [ (8—AYTFAN—2, 8—VT¥A¥R [4. 5] Fh—2—4
N AFN] RUXTIR ((L&H50—59)

\E 0

HIR  TENT 7 A

TLC:RF0.48 (X & ) —/V:28% 7 =7 7K =98:2) ;

NMR (CDCls) : § 0.80-0.94 (m, 6 F), 1.51-1.65 (m, 6 H), 1.68-1.83 (m, 1 H),
1.97-2.11 (m, 2 H), 2.22-2.37 (m, 6 ﬁ), 2.47-2.61 (m, 2 H), 3.58 (s, 2 H),
4.57-4.72 (m, 4 H), 6.95-7.10 (m, 4 H), 7.30~7.45 (m, 2 H), 7.51-7.66 (m, 2
H),

EiEF50 (60) :4— (2, 8—V7¥Rr [4. 5] FI1—8—4
wx%w)-N,N—Ex(1H—4iﬁfbw—2—4wx%»)—2—
AFARZXTIF (L& 50—60)

MR TELT 7 A

TLC:Rf0.38 (7 v RV A A Z ) —128% T L E=T 7K =80:20:4) ;
NMR (DMSO-Dg) : § 1.36-1.51 (m, 6 H), 2.11 (s, 3 H), 2.21-2.34 (m, 4 H),
2.51-2.56 (m, 2 H), 2.77 (t, J=7.2 Hz, 2 H), 3.16 (s, 2 H), 4.40 (s, 2 H), 4.68
(s, 2 H), 6.79-7.02 (m, 4 H), 7.02-7.08 (m, 1 H), 7.08-7.19 (m, 2 1),

11.47-13.11(m, 2 H),
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Eif50 (61) :4— [ (2—v7u~Fy V-2, 8—TVTVFRAR

[4. 5] FH—8—A) AFNL] =N, N—FR (1H—A IFY—
—2—=ANAFN) —2—RAFNNUATIF ((kEMWE50—61)

HN/_:—/—\N
\E o]
aoUsas
Nﬁ) N
<\,NH . ‘

MEIR . TEAT 7 R
TLC:Rf0.30 (7 B m /LA A X ) —)V28% 7 =T 7K =80:10:1) ;
NMR (DMSO-De) : § 1.04-1.28 (m, 6 H), 1.36-1.56 (m, 8 H), 1.58-1.71 (m,
2 H), 1.71-1.85 (m, 2 H), 1.88-1.97 (m, 1 H), 2.11 (s, 3 H), 2.17-2.31 (m, 4
H), 2.31-2.39 (m, 2 H), 8.34 (s, 2 H), 4.39 (s, 2 H), 4.67 (s, 2 H), 6.64-7.00
(m, 4H), 7.00-7.07 (m, 1H), 7.07-7.18 (m, 2H), 12.05-12.42 (m, 2 H),
Eiifl50 (62) :4— { [ (B=TEXV—1—ANV—2, 2=V RAF
n7uren) 7] AFN} —N, N—tERX (1H—-AIF/—N—2—
ANVAFN) XRURATIK (bE#W50—62)
IR TEALT 7 R
TLC: Rf 0.52 (FHE=F /LR & ) —V28% T - E=7 7K =50:10:1) ;
NMR (CDCls) : § 0.86 (s, 6H), 1.48-1.62 (m, 8H), 2.36 (s, 2H), 2.44 (s, 2H),
2.67-2.70 (m, 4H), 3.79 (s, 2H), 4.61 (br-s, 2H), 4,66 (br-s, 2H), 7.00 (bx-s,
2H), 7.07 (br-s, 2H), 7.38 (d, J=8.1 Hz, 2H), 7.62 (d, J=8.1 Hz, 2H),
EHiF 50 (63) N, N—EX (1H—A IFY——2—AVAFN)
—4— [ ({FSvR—4— [AFN (Fur) TI/)] Za~Fii}
TXJ) AFAN] RUAXTIFR (bEWS50—6 3)
IR . TELT 7 A

TLC:RF0.44 (P70 A X iR B ) —L28% 7 L E=7 7K =50:10:1) ;
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NMR (CDCls) : § 0.87 (t, J=7.2 Hz, 3H), 1.07-1.33 (m, 4H), 1.41-1.53 (m,
2H), 1.82-1.86 (m, 2H), 1.99-2.02 (m, 2H), 2.25 (s, 3H), 2.36-2.41 (m, 4H),
3.81 (s, 2H), 4.59 (bx-s, 2H), 4,65 (br-s, 2H), 6.99 (br-s, 2H), 7.06 (bx-s,
2H), 7.35 (d, J=8.4 Hz, 2H), 7.61 (d, J=8.4 Hz, 2H),

KB 50 (64) : N, N—EX (LH—A IF¥/S—V—2—A)VAF))
—4— [ ({FFvR—4— [Pt (o Fr—2H-F5—4
—AN) TIV]lvru~FyAl TI)) AFA] RUXT IR (LAY
50—64)

MR TEAMT 7 R

TLC: Rf 0.46 B F N A & ) —)L28% T L E=7T /K =50:10:1) ;

NMR (CDCIs) : § 0.81 (t, J=7.2 Hz, 3H), 1.06-1.18 (m, 2H), 1.25~1.42 (m,
4H), 1.58-1.73 (m, 6H), 1.95-1.99 (m, 2H), 2.35-2.44 (m, 3H), 2.58 (m, 1H),
2.73 (m, 1H), 3.35 (dt, J=11.0, 3.0 Hz, 2H), 3.81 (s, 2H), 3.96-3.99 (m, 2H),
4.59 (br-s, 2H), 4.64 (br-s, 2H), 6.99 (br-s, 2H), 7.06 (br-s, 2H), 7.35 (d,
J=8.1 Hz, 2H), 7.62 (d, J=8.1 Hz, 2H),

EiEB50 (65) :4— ({[FFrR—4— (RUPATI)) ¥onm
~FIUN] TR} AFN) —N, N—EFRX (1LH—AIF—n—2—A1
NWAFN) RXTIF (LEW50—65)

MR TEALT 7 R

TLC: Rf 0.54 @R F VA & ) —)V28% T L E=T /K =50:10:1) ;

NMR (CDCls) : § 1.13-1.20 (m, 4H), 1.97-2.02 (m, 4H), 2.40-2.60 (m, 2H),
3.81 (s, 2H), 3.82 (s, 2H),4.57 (br-s, 2H), 4.62 (br-s, 2H), 7.00 (br-s, 2H),
7.06 (br-s, 2H), 7.24-7.32 (m, 5H), 7.36 (d, J=8.1 Hz, 2H), 7.62 (d, J=8.1
Hz, 2H),

EiEF 50 (66) : N, N—EX (1H—A IFY—L—2—AVAF))
—4— ({[}FF¥RA—4— (TrEATI)) ¥Zunkin] 7/}
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AFN) RUOXTIR {LEWE50—66)

PR iR

TLC:Rf0.27 (Y7 unm A ¥ A E ) —n28%7 E=T K =50:10:1) ;

NMR (CDCls) : § 0.91 (t, J=7.2 Hz, 3H), 1.04-1.23 (m, 4H), 1.45-1.96 (m,

6H), 2.40-2.50 (m, 2H), 2.58 (t, J=7.2 Hz, 2H), 3.82 (s, 2H), 4.55 (br-s, 2H),

4.59 (bx-s, 2H), 7.01 (br-s, 2H), 7.08 (br-s, 2H), 7.37 (d, J=8.1 Hz, 2H),

7.72 (d, J=8.1 Hz, 2H),

Hil50 (67) :4— {[{’ovA—4— [V IuAFyN (rvy

N TI] vrua~xvt (AFA) 7] AFNE —N, N—EX
(IH—AIFY—N—2—AVAFN) RUXTIFK ((bkEW50—-67)

Ch
00
N

HN_ __N

IR : R |

TLC: Rf 0.65 FEEE—F )V A & ) —)L28% T L E=7T 7K =50:10:1) ;

NMR (CDCls) : 6 0.81 (t, J=7.2 Hz, 3H), 1.07-2.51 (m, 25H), 2.26 (s, 3H),

3.55 (s, 2H), 4.63 (br-s, 2H), 4.65 (br-s, 2H), 6.98 (br-s, 2H), 7.06 (br-s,

2H), 7.36 (d, J=8.1 Hz, 2H), 7.61 (d, J=8.1 Hz, 2H),

EHF 50 (68) 14— [ (RUPAV{PTVR—4— [V 7u~Fiu
(Frvr) 7] vru~dFint 73I7) AFA] =N, N—EX (1

H—AIFS V=24 NVAFN) RUVATIF ({b&¥W50—68)

IR R

TLC: Rf 0.83 (BFER=F /LA & ) —L128% T B =77k =50:10:1) ;
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NMR (CDCls) : 6 0.81 (t, J=7.2 Hz, 3H), 1.22-2.60 (m, 25H), 3.60 (s, 21),
3.61 (s, 2H), 4.59 (br-s, 4H), 7.01 (br-s, 2H), 7.09 (br-s, 2H), 7.18-7.35 (m,
5H), 7.42 (d, J=8.1 Hz, 2H), 7.67 (d, J=8.1 Hz, 2H),

Eiif50 (69) 14— ({[FNFvR—4— (FTuEALTI) V7
a~FIIN] I} AFN) —N, N—FR (IH—AIFS—1—2—
ANVAFN) —2—=RFARVIAT IR (LEHS50—69)

R TEALT 7R

TLC:Rf0.60 (7 m R/l LA & ) —28%T VE=T K =80:204) ;
NMR (DMSO-D) : §0.79 (t, J=7.50 Hz, 6 H), 0.90-1.06 (m, 2 H),
1.07-1.28 (m, 2 H), 1.23-1.39 (m, 4 H), 1.56-1.72 (m, 2 H), 1.83-1.98 (m, 2
H), 2.11 (s, 3 H), 2.17-2.42 (m, 6 H), 3.63 (s, 2 H), 4.39 (s, 2 H), 4.67 (s, 2
H), 6.72-7.05 (m, 4H), 7.05-7.20 (m, 3H), 11.97-12.55 (m, 2 H),
Eipl50 (70) : 4— [ (2—tert—TFN—2, 8 —VT7¥ At [4.
51 TH—8—4N) AFN] —N, N—EX (1H-AIF/——2—
ANVAFN) RUXTIR (k&5 0—70)

MR TEAT 7 A

TLC: Rf 0.52 @HE=F /L X 7 ) —/L128% 7 E=T 7K =50:10:1) ;

NMR (CDCls) : § 1.07 (s, 9H), 1.52-1.66 (m, 6H), 2.24-2.44 (m, 4H), 2.54 (s,
2H), 2.71 (, J=6.6 Hz, 2H), 3.48 (s, 2H), 4.58-4.66 (m, 4H), 6.98-7.10 (m,
4H), 7.37 (d, J=8.4 Hz, 2H), 7.65 (d, J=8.4 Hz, 2H),

EHiBI50 (71) :4— ({[4— Qert—TFAT /) 7 u~Fin]
73} AFN) =N, N=tX (1H—A IF/—NV—2—f VAF))
RAXT7IFR ({LE¥M50—-71)

MR TELT 7 R

TLC: Rf 0.26 (BEEE=F /N1 X & ) —/L28% 7V E=T /K =90:10:2) ;

NMR (CDCls) : § d 1.12 (s, 9H), 1.48-1.75 (m, 8H), 2.62-2.78 (m, 2H), 3.76
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(s, 2H), 4.50-4.75 (m, 4H), 6.95-7.12 (m, 4H), 7.36 (d, J=8.4 Hz, 2H), 7.60
(d, J=8.4 Hz, 2H),

RS0 (72) 14— ({[4— Gext—TFNATI)) v u~Fii]
7/} AFN) —N, N—FR (1H=AIFY——2—A)VAFN)
&yf?ik(mé%5o¥72)

MR TEAT 7R

TLC: Rf 0.19 FEEF N A & ) —/1128% T L E=T K =90:10:2) ;

NMR (CDCls) : 6 d 1.12 (s, 9H), 1.10-1.30 (m, 4H), 1.75-2.00 (m, 4H), 2.42
(m, 1H), 2.54 (m, 1H), 3.81 (s, 2H), 4.50-4.72 (m, 4H), 6.90-7.12 (m, 4H),
7.35 (d, J=8.4 Hz, 2H), 7.63 (d, J=8.4 Hz, 2H),

EiEFi50 (78) 14— [ ({FFrR—4— [ (7 u~FPiRAF)NL)
T vrankat 7)) AFA] =N, N—FRX (1H—-A ¥
S=— 2 —ANWAFI) RUXTIR (LE¥WM50—7 3)

MR TENT 7R

TLC: Rf 0.67 FERA=F /L A & ) —)128% 7 L E=T 7K =80:20:2) ;

NMR (CDCls) : § d 0.80-2.04 (m, 19H), 2.38-2.54 (m, 4H), 3.81 (s, 2H),
4.50-4.68 (m, 4H), 6.92~7.12 (m, 4H), 7.35 (d, J=8.4 Hz, 2H), 7.64 (d, J=8.4
Hz, 2H),

EiF 50 (74) :4—{[ (4=T=V /v r7u~fi)) 73] 2
FN} =N, N—ERX (LH—AIFS— =2~ VAFN) XUXT I
K (&S ((kEW50—174)

IR . TEAT 7 R

TLC:Rf 0.47 BHB=F N RA F ) —V28% 7 - E=T K =90:10:2) ;

NMR (CDCls) : § d 1.50-1.85 (m, 8H), 2.70 (m, 1H), 8.49 (m, 1H), 3.82 (s,
2H), 4.50-4.68 (m, 4H), 6.59 (d, J=7.5 Hz, 2H), 6.66 (dd, J=7.5, 7.5 Hz, 1H),
6.98-7.10 (m, 4H), 7.15 (dd, J=8.7, 7.5 Hz, 2H), 7.39 (d, J=8.4 Hz, 2H),
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7.68 (d, J=8.4 Hz, 2H),

EWHI50 (75) :4— { [ (4=T=Y v ru~Fin) 73] A
F} =N, N=ERX (LH—A IFV/ == 2 A VAFN) XU XT3
K (@R (kEW50—175)

MR TELT 7 X

TLC: Rf 0.45 \FHER=F /LA & ) —:28% 7 =7 7K =90:10:2) ;

NMR (CDCls) : 6 d 1.04~1.38 (m, 4H), 1.98-2.08 (n, 2H), 2.12-2.22 (m, 2H),
2.52 (m, 1H), 3.24 (m, 1H), 3.85 (s, 2H), 4.46-4.70 (m, 4H), 6.58 (d, J=7.5
Hz, 2H), 6.66 (dd, J=7.5, 7.5 Hz, 1H), 6.98-7.10 (m, 4H), 7.15 (dd, J=8.4,
7.5 Hz, 2H), 7.39 (d, J=8.1 Hz, 2H), 7.70 (d, J=8.1 Hz, 2H),

Eiigl 560 (76) 14— { [8— (2—¥Zu~"FINTF)I) —2, 8
—VT7¥ARER [4. 5] TH—2—AN] AFN} =N, N—tv2x (1H
—AIFS =2 =V AF)N) RUXTIF ((bLEW50—76)

MR TENNT 7 R

TLC:RF0.28 (X % ) —/Vi28% 7 L E=T 7K =98:2) ;

NMR (CDCls) : § 0.83-0.97 (m, 2 H), 1.13-1.27 (m, 4 H), 1.36-1.45 (m, 2 H),
1.58-1.72 (m, 10 H), 2.32-2.48 (m, 9 H), 2.52-2.61 (m, 2 H), 3.59 (s, 2 H),
4.58-4.70 (m, 4 H), 6.98-7.12 (m, 4 H), 7.32-7.43 (m, 2 F), 7.62-7.74 (m, 2
H),

EEFI50 (77) 14— {[8— (3—¥ZuAFiATsurt’ L) —2,
8—VT¥ARER [4. 5] FTH—2—A/] AFN} —N, N—EFXR (1
H—A ¥/~ N—=2—A NV AFN) RUVXTIFK (k&W50—77)
R TEAT 7R

TLC: Rf0.28 (X % J —)V:28% 7 =77k =98:2) ;

NMR (CDCls) : § 0.78-0.92 (m, 2 H), 1.10-1.26 (m, 6 H), 1.53-1.57 (m, 2 H),
1.59-1.71 (m, 11 H), 2.31-2.41 (m, 6 H), 2.44-2.52 (m, 2 H), 2.55-2.60 (m,
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2 H), 3.59 (s, 2 H), 4.56-4.68 (m, 4 H), 6.98-7.12 (m, 4 H), 7.33-7.42 (m, 2
H), 7.68-7.73 (m, 2 H),

EBI50 (78) N, N=EX (1H—A IFV—L—2—f L AFL)
—4— ({8— [ (B—AFA—2~F=z=) 2FA] —2, §—VTF
2w [4, 5] TH—2—AN} AFN) RUXTIF (LEW50—7
8)

MR TEALT 7 R

TLC: Rf 0.40 (A % / —1128% 7 =7 7K =98:2) ;

NMR (CDCls) : § 1.52-1.65 (m, 6 H), 2.15-2.21 (m, 3 H), 2.30-2.45 (m, 6 H),
2.49-2.59 (m, 2 H), 3.52-8.63 (m, 4 H), 4.57-4.69 (m, 4 H), 6.73-6.80 (m, 1
H), 6.97-7.12 (m, 5 H), 7.32-7.43 (m, 2 H), 7.60-7.69 (m, 2 H),

FBI50 (79) 14— {[8— (1 -V Fxr—2—ANVAFNL)
—2, 8—UTH¥RYR [4. 5] TH—2—A4N] AFN} —N, N—F
x(iH—4iﬁf—w—2—4wx%w)&Vf7iP(mé%50—7
9)

IR TEAT 7R

TLC:Rf0.40 (A & /) —N128%7 =T /K =98:2) ;

NMR (CDCls) : § 1.54-1.67 (m, 6 H), 2.34-2.49 (m, 6 H), 2.51-2.60 (m, 2 H),
3.59 (s, 2 H), 3.74 (5, 2 H), 4.57-4.69 (m, 4 H), 6.97-7.12 (m, 5 H),

7.22-7.34 (m, 2 H), 7.35-7.41 (m, 2 H), 7.61-7.69 (m, 3 H), 7.72~7.80 (m, 1
H),

EigBl50 (80) :4— {[8— (4—k FuFiiZu~nFii) —2,
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8—VT7THREw [4. 5] Th—2—AN] AFN} —N, N—ER (1
H—AIFY—N—2—ANVAFN) RUATIF ((kEW50—-80)
MR TEALT 7 A A

TLC: RF0.23 (X & /) —/Vi28%T L E=T /K =98:2) ;

NMR (CDCls) : § 1.22-1.38 (m, 2 H), 1.51-2.05 (m, 12 H), 2.26-2.58 (m, 9
H), 3.53-4.02 (m, 3 H), 4.56-4.66 (m, 4 H), 6.95-7.10 (m, 4 H), 7.33-7.44
(m, 2 H), 7.64-7.74 (m, 2 H),

EiEF50 (81) :4— { [8— (1—=FAFrEN) —2, §—U7T
Fxvw [4. 5] TH—2—ANA] AFN} —N, N—ERX (1H—A
B == 2 —ANVAFN) RUXTIF (LAW50—81)

MR TEAT 7R

TLC: Rf 0.40 (X % ) —/V:28% 7 =77k =98:2) ;

NMR (CDCls) : § 0.82-0.94 (m, 6 H), 1.21-1.37 (m, 3 H), 1.49-1.64 (m, 8 H),
2.17-2.28 (m, 1 H), 2.36 (s, 2 H), 2.45-2.53 (m, 3 H), 2.55-2.61 (m, 2 H),
3.54-3.65 (m, 2 H), 4.58-4.73 (m, 4 H), 6.95-7.09 (m, 4 H), 7.32-7.41 (m, 2
H), 7.58-7.68 (m, 2 H),

EiEH 50 (82) :4— [ (8—x=F)N—2, §—UT7¥Au [4. 5]
FH—2—A4N) AFN] =N, N—EYRX (1H—AIF/S——2—1 1
AFN) RUXTIF ((LEW50—82)

MR : TENLNT 7 R

TLC: Rf0.16 (X % /) —/Vi28%7 E=T 7K =98:2) ;

NMR (CDCls) : 6 1.02-1.12 (m, 3 H), 1.54-1.66 (m, 6 H), 2.27-2.42 (m, 8 H),
241 :
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2.46-2.60 (m, 2 H), 3.58 (s, 2 H), 4.57-4.70 (m, 4 H), 6.95-7.10 (m, 4 H),
7.32-7.41 (m, 2 H), 7.54-7.65 (m, 2 H),

Epls0 (83) :4— {[8— (1L—F7Frvru [2. 2. 2] F7
Z—3—AN) —2, 8—UTYAYRE [4. 5] TH—2—ANV] AFN}
—N, N—YR2 (LH—-AIFYS~N—2—ANVAF)N) _UX7IF (k
A%50—8 3)

MR TEALT 7R

TLC:Rf0.25 (A Z ) —:28%7 =7 /K =9:1) ;

NMR (CDCls) : § 1.23-2.11 (m, 11 H), 2.12-2.41 (m, 6 H), 2.55 (t, J=6.9 Hz,
2 H), 2.63-3.15 (m, 7 H), 3.58 (s, 2 H), 4.54-4.72 (m, 4 H), 6.92-7.15 (m, 4
H), 7.37 (d, J=8.1 Hz, 2 H), 7.64 (d, J=8.1 Hz, 2 H),

L5 0 (84) 14— {[2— (Z7uaXUFARAFN) —2, 8=V
TYA¥w [4. 5] TH—8—AN] AFA} —N, N—tvRX (1H—A
ES == 2= A NVAFI) RUAT IR ((LAH50—84)
IR TR T 7 R

TLC: Rf 0.47 (X & /) —/V:28% T L E=T 7K =98:2) ;

NMR (CDClIs) : § 1.06-1.30 (m, 2 H), 1.41-1.67 (m, 10 H), 1.66-1.85 (m, 2
H), 1.88-2.08 (m, 1 H), 2.25-2.44 (m, 8 H), 2.55 (t, J=6.6 Hz, 2 H), 3.47 (s,
2 H), 4.52-4.73 (m, 4 H), 6.89-7.17 (m, 4 1), 7.38 (d, J=8.1 Hz, 2 H), 7.66
(d, J=8.1 Hz, 2 H),

EFI 50 (85) : N, N—bEX (LH-—AIF/——2—AVAF))
—4—{[2— (2—FxZ=VAFN) —2, 8§—UT¥Ar [4. 5]
FhH—8—AN] AFN} RUXFTIF ((LEWS50—85)

MR . TEALT 7 R

TLC:Rf0.58 (2 & ) —1128% T E=T7 7K =98:2) ;

NMR (CDCIs) : § 1.49-1.70 (m, 6 H), 2.20-2.38 (m, 4 H), 2.41 (s, 2 H), 2.62
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(t, J=6.9 Hz, 2 H), 3.46 (s, 2 H), 3.78 (s, 2 H), 4.51-4.73 (m, 4 H), 6.89 (dd,

J=3.6, 1.2 Hz, 1 H), 6.93 (dd, J=4.8, 3.6 Hz, 1 H), 6.96-7.13 (m, 4H), 7.20

(dd, J=4.8, 1.2 Hz, 1H), 7.37 (d, J=8.1 Hz, 2H), 7.65 (d, J=8.1 Hz, 2 H),

EEF50 (86) :4— {[2— (4—TArFuRIVN) —2, 8§~V

TYAER [4. 5] TH—8—AN] AFn} —N, N—ER (1H—A

IFS—N—2—ANRAFA) RUXTIFR ((kEW50—86)

PR TEAT 7 R

TLCQ Rf0.53 (A& / —/L:28%7 =T 7K =98:2) ;

NMR (CDCls) : § 1.47-1.68 (m, 6 H), 2.23-2.42 (m, 6 H), 2.54 (t, J=6.9 Hz,

2 H), 3.46 (s, 2 H), 3.53 (s, 2 H), 4.52-4.72 (m, 4 H), 6.86-7.15 (m, 6 H),

7.19-7.32 (m, 2 H), 7.37 (d, J=8.1 Hz, 2 H), 7.65 (d, J=8.1 Hz, 2 H),

Eiil50 (87) :4— ({2— [4— (Y=FATI)) _RUUN] —

2, 8—=UF7¥AR¥nRr [4., 5] TAH—8—AN} AFN) —N, N—EX
(1H=—A IFS——2—A NAFN) RUXTIFK (LAW50—87)

AR TEAT 7 R

TLC:Rf0.44 (A & ) —/V28%T E=T 7K =98:2) ;

NMR (CDCls) : § 1.15 (t, J=7.2 Hz, 6 H), 1.45-1.68 (m, 6 H), 2.24-2.43 (m,

6 H), 2.55 (t, J=6.6 Hz, 2 H), 3.33 (q, J=7.2 Hz, 4 H), 3.45 (5, 2 H), 3.47 (s,

2 H), 4.51-4.73 (m, 4 1), 6.62 (d, J=9.0 Hz, 2 H), 6.92-7.09 (m, 4 H), 7.13

(d, J=9.0 Hz, 2H), 7.36 (d, J=8.1 Hz, 2H), 7.62 (d, J=8.1 Hz, 2 H),

EiEBls50 (88) :4— { [4— T 7uXrFArFL) —1—FFY

—4, 9—=U7¥FRER [5. 5] VT H—9—AN] AFN} —N, N

—ER (1H—AIFS—N—=2—AVAFNL) RUXTIK ((bkEWS50

—88)

IR . TEAT 7 A

TLC:Rf0.71 (R & ) —/L:28% 7 VE=T 7k =98:2) ;
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NMR (CDCls) : § 1.08-1.30 (m, 2 H), 1.40-1.79 (m, 8 H), 1.84-2.25 (m, 7 H),

2.27-2.56 (m, 6 H), 3.52 (s, 2 H), 3.62-3.75 (m, 2 H), 4.50-4.75 (m, 4 H),

6.89-7.18 (m, 4 H), 7.39 (d, J=8.1 Hz, 2 H), 7.66 (d, J=8.1 Hz, 2 H),

EHEFI50 (89) : N, N—YR (LH—AIFV—N—2—A L AFN)
5 —4— {[4— (2—FTz=nXFN) —1—FFH%—4, 9—VT7HFXYE

v [5. 8] YoTU—9—AN] AFN} XRUXTIR (LEWS5 0—38

9)

MR TENT 7 A

TLC:Rf0.73 (X % ) —/V:28% T L E=T 7K =98:2) ;

10 NMR (CDCIs) : § 1.43-1.65 (m, 2 H), 1.82-2.03 (m, 2 H), 2.24 (s, 2 H),
2.28-2.57 (m, 6 H), 3.49 (s, 2 H), 3.63 (s, 2 H), 3.67-3.80 (m, 2 H),
4.50-4.74 (m, 4 H), 6.88 (dd, J=3.6, 1.2 Hz, 1 1), 6.92 (dd, J=5.1, 3.6 Hz, 1
H), 6.95-7.12 (m, 4H), 7.21 (dd, J=5.1, 1.2 Hz, 1H), 7.37 (d, J=8.1 Hz, 2H),
7.63 (d, J=8.1 Hz, 2 H),

15 EMFI50 (90) :4— { [{FFvR—4— [¥r %YL (Ful
NV TR vru~nkvav)l (=FA) 71 AFAF —N, N—EX

(LH—AIFY == 2—ANVAFN) RUXTIF ({L&¥W50-90)

o
Py

MR TEALT 7 A
20 TLC:Rf0.69 FEHEA=F X & ) —)V28% T vV E=T7K =50:10:1) ;
NMR (CDCls) : § 0.81 (t, J=7.2 Hz, 3H), 0.93 (t, J=7.2 Hz, 3H), 1.18-1.81
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(m, 20D, 2.89-2.53 (m, 7H), 3.59 (s, 2H), 4.64 (br-s, 4H), 6.99 (br-s, 21D,
7.07 (br-s, 2H), 7.40 (d, J=8.1 Hz, 2H), 7.62 (d, J=8.1 Hz, 2H),

EEFH50 (91) 14— { [ {FFVvR—4— [¥Zu~FIL (e
N TI)] vrua~Fval (Futa) 73] AFA —N, N—F
A (LH—AIFS—N—2—ANRAFNL) RUXTIF (k&®W50—9

f)g©w

1)

& ,,,NO

PEIR « R

TLC: RF0.73 HE=F /\: 2 & ) —)V:28% T V=T 7K =50:101) ;

NMR (CDCIs) : § 0.78-0.85 (m, 6H), 1.06-1.92 (m, 22H), 2.36-2.59 (m, 7H),

3.60 (s, 2H), 4.62 (br-s, 4H), 7.01 (bx-s, 2H), 7.09 (br-s, 2H), 7.41 (d, J=8.1

Hz, 2H), 7.68 (d, J=8.1 Hz, 2H).

EWFIS0 (92) :4— [ (2= Z7u~"FINV—2, 8—VTHYARER
[4. B] FH—=8—AN) AFN] —N, N—tFR (LH—A IFYV—)I

—2—=ANWAFN) RUATIRK ({LEW50—92)

HN_ N

J )

=

\_NH
IR TEALT 7 A

TLC:RE0.15 (X & ) —L128% 7 L E=F 7K =99:1) :
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NMR (CDCls) : § 1.08-1.37 (m, 5 H), 1.46-2.05 (m, 12 H), 2.21-2.45 (m, 4

H), 2.56 (s, 2 H), 2.74 (1, J=6.6 Hz, 2 H), 3.47 (s, 2 H), 4.50-4.75 (m, 4 H),

6.92-7.11 (m, 4 H), 7.36 (d, J=8.1 Hz, 2 ), 7.61 (d, J=8.1 Hz, 2 H),

EZififl50 (93) :4— [ (8—¥Zu~FN—2, 8—VT¥ Rt
[56. 5] Y¥Fh—2—A4)N) AFN] —N, N—ER (1H—AIFY

— = 2—=ANVAFN) RUXTIR ({b&HW50—9 3)

IR TEAT 7R

TLC:Rf0.63 (2 &% /) —/V:28% 7T ' E=T K =98:2) ;

NMR (CDCls) : §0.97-1.31 (m, 7 H), 1.34-1.65 (m, 7 H), 1.65-1.86 (m, 4 H),

2.01-2.63 (m, 9 H), 3.32-3.51 (m, 2 H), 4.52-4.85 (m, 4 H), 6.88-7.12 (m, 4

H), 7.34 (4, J=8.1 Hz, 2 H), 7.44 (d, J=8.1 Hz, 2 H),

ERifl50 (94) :4— [ (4= Zu~Fy—1—FF¥%—4, 9—

PTYAER [5. 5] YT H—9—AN) AFN] =N, N—ER (1

H—A IFY—N—=2—ANVAFN) RUXTIF ({kEW50—94)

MR TELT 7 A

TLC:Rf0.42 (A & ) —/128% 7 =T 7K =99:1) ;

NMR (CDCls) : § 1.00-2.62 (m, 23 H), 3.52 (s, 2 H), 3.62-3.75 (m, 2 H),

4.49-4.75 (m, 4 H), 6.94-7.14 (m, 4 H), 7.39 (d, J=7.8 Hz, 2 H), 7.63 (d,

J=7.8 Hz, 2 H),

EiEF 50 (95) :4— [ (8= Z7u~FINr—2, 8§—V7FREn
[4. 5] TH—2—AN) AFL] =N, N—=ERX (1H—AIF/—

—2—AIWAFN) RUATIR (LEHW50—95)
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HN - N N
o
N
N\’) N
~
\_NH
MR TENLT 7 R
TLC: Rf 0.33 B —F /A & ) —)L28% T v B=T 7K =50:10:1) ;
NMR (CDCls) : § 1.00-2.56 (m, 25H), 3.56 (s, 2H), 4.64 (s, 2H), 4.68 (s, 2H),
6.96 (s, 2H), 7.03 (s, 2H), 7.34 (d, J=8.1 Hz, 2H), 7.53 (d, J=8.1 Hz, 2H).
EiEFHI50 (96) :4— [ (7T—v7u~Fil—2, 7T—VF7FRER

[4. B] TH—2—A4N) AF)NL] —N, N—FR (1H—A4IF¥Y—n
—2—ANWAFN) RUXTIFR kEW50—96)

[\ 3
HN\iN' o N
N
Nﬁ) N .
\ NH
MR : TENALT 7 A

TLC: Rf 0.46 BER=F VA &Z ) —/Li128% 7 L E=T 7K =50:10:1) ;
NMR (CDCls) : § 1.00-2.65 (m, 25H), 3.56 (d, J=13.8 Hz, 1H), 3.59 (d,
J=13.8 Hz, 1H), 4.62-4.66 (m, 4F), 6.99 (s, 2H), 7.06 (s, 2H), 7.38 (d, J=8.1
Hz, 2H), 7.62 (d, J=8.1 Hz, 2H),
EiFl50 (97) :4— [ (9= Zmr~"FIN—2, 9—UTHFRE

[6. B] v Fh—2—4N) AFN] =N, N—ERX (1H—4IFY
== 2—ANAFN) RUATIF (bEW50—97)
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MR TEALT 7R

TLC: Rf 0.44 (FFR—F N2 & ) —128% 7 =T 7K =50:10:1) ;

NMR (CDCls) : § 1.00-2.55 (m, 27H), 3.43 (s, 2H), 4.60-4.65 (m, 4H), 7.00

(s, 2H), 7.07 (s, 2H), 7.837 (d, J=8.1 Hz, 2H), 7.40 (d, J=8.1 Hz, 2F),

K50 (98) 14— [ (2—vru~Fnr—2, 71T—VF7HFREnR
(3. 8] /F—T7T—AN) AFA] —N, N—tX (1H—AIFJS—)

—2—ANVAFN) RUXTIF kB HW50—98)

IR TEAT 7R

TLC: Rf0.42 (X & / —/1128%T E=7 K =98:2) ;

NMR (CDCls) : § 0.89-1.31 (m, 5 H), 1.51-1.65 (m, 1 H), 1.65-1.82 (m, 8 H),

1.95-2.11 (m, 1 H), 2.16-2.41 (m, 4 H), 3.06 (s, 4 H), 3.43 (s, 2 H),

4.54-4.81 (m, 4 H), 6.89-7.11 (m, 4 H), 7.32 (d, J=8.1 Hz, 2 H), 7.48 (d,

J=8.1 Hz, 2 H),

EiEFls50 (99) :4— [ (9—yZu~FIn—1—FF¥—4, 9—

PTYAER [6. 5] yyFh—4—AN) AFA] —N, N—EZ (1

H—A IFY == 2—ANVAFN) RVATIF ({LEWS50—99)

PR TEAT 7R

TLC:Rf0.51 (X ¥ /) —/:28% 7 »E=T 7K =98:2) ;

NMR (CDCls) : § 0.96-1.36 (m, 5 H), 1.44-1.69 (m, 3 H), 1.70-2.09 (m, 6 H),

2.18 (s, 2 H), 2.24-2.46 (m, 3 H), 2.48-2.70 (m, 4 H), 3.34-3.47 (m, 2 H),

3.62-3.78 (m, 2 H), 4.53-4.83 (m, 4 H), 6.90-7.12 (m, 4 H), 7.33 (d, J=8.1

Hz, 2 H), 7.47(d, J=8.1 Hz, 2 H),

Eifgfs50 (100) :4— [ (4—vZu~Fb—1—F%¥—4, 8

—VTYPRER [56. 5] UVTH—8—AN) AFN] —N, N—Ex (1

H—AIFY~AN—2—= WAF)) RUXT7IF (ELEW50—100)

MR TELT 7 R
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TLC:RF0.72 (X ¥ /) —/128% T »E=T 7K =98:2) ;

NMR (CDCls) : 6 0.98-1.33 (m, 5 H), 1.37-1.90 (m, 9 H), 2.04-2.69 (m, 9 H),
3.48 (4, J=13.8 Hz, 1 H), 3.54 (d, J=13.8 Hz, 1 H), 3.59-3.78 (m, 2 H),
4.53-4.84 (m, 4 H), 6.89-7.13 (m, 4 H), 7.34 (d, J=8.1 Hz, 2 H), 7.48 (d,
J=8.1Hz, 2 H),

Eiil50 (101) :4— [ (U= r7p~FL—1H—-Z¥n [V
)V r—4, 4-XRYP] —2 (8H) —Af V) AF)N] —N, N—
EX (1H—A IFY = —2 A VAFN) _UATIF (LAHWS50—
101)

IR TENT 7 A

TLC: Rf0.62 (X & / —/L:28% T »E=7 7K =98:2) ;

NMR (CDCls) : § 0.89-1.35 (m, 5 H), 1.48-1.93 (m, 7 H), 1.95-2.37 (m, 5 H),
2.62 (s, 2 H), 2.67-2.88 (m, 2 H), 3.60 (s, 2 1), 3.66 (s, 2 1), 4.48-4.87 (m, 4
H), 6.95 (d, J=7.87 Hz, 1 H), 6.98-7.13 (m, 5 H), 7.13-7.24 (m, 1 H), 7.42 (d,
J=8.1Hz, 2 H), 7.47 (4, J=8.4 Hz, 1 H), 7.53 (d, J=8.1 Hz, 2 H),

RiEF 50 (102) :4— [ ({(8— [ (FuEATI)) AFNL] 7
==V} 7R) AFA] —N, N—EX (1H-A IFY—NL—2—1 1L
AFN) XRUXTIR ((kEH50—102)

MR TELT 7R

TLC: Rf 0.65 (HEE=F /L1 X & ) —)L:28% 7 E =T /K =50:10:1) ;

NMR (CDCls) : § 0.83 (t, J=7.2 Hz, 6H), 1.39-1.51 (m, 4H), 2.33-2.38 (m,
4H), 3.46 (s, 2H), 4.35 (s, 2H), 4.60 (br-s, 2H), 4,67 (br-s, 2H), 6.47 (m, 1H),
6.66-6.68 (m, 2H), 7.01 (br-s, 2H), 7.05 (br-s, 2H), 7.08 (m, 1H), 7.42(d,
J=8.4 Hz, 2H), 7.64 (4, J=8.4 Hz, 2H),

Ei50 (1083) 14— { [{FFVA—4— [ 7 u~FI L (I
EA) 7] vru~%in) (2—t RekvzFl) 73] AFA)
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—N, N—FX (1H—AIFY—N—2—fNVAFNL) RVAF7IF (L
6%50—103)

\[ OH
\ﬁhio.

MR « 7T 7 R

TLC:Rf0.47 (Y7 mu A 1A & ) —28%T L E=T K =50:10:1) ;
NMR (CDCls) : § 0.81 (t, J=7.5 Hz, 3H), 1.18-2.00 (m, 20H), 2.38-2.58 (m,
5H), 2.65 (t, J=5.8 Hz, 2H), 8.41 (t, J=5.4 Hz, 2H), 3.63 (s, 2H), 4.57 (bx-s,
2H), 4.69 (br-s, 2H), 7.02 (br-s, 2H), 7.05 (bx-s, 2H), 7.34 (d, J=8.1 Hz, 2H),
7.61 (d, J=8.1 Hz, 2H),

50 (104) :4— [ ({rFvR—4— [ (2—E FrFizF
V) (Feen) 7] vrun~ vl 7)) AFA] —N, N—F
2 (1H—AIFSN—2—ANAFN) RUXTIF ((k&W50—1

e
-

04)

IR« R

TLC:Rf041 (Y7 uu A Z X & ) —)28%7 =T 7K =50:10:1) ;

NMR (CDCls) : § 0.86 (t, J=7.5 Hz, 3H), 1.06-2.04 (m, 10H), 2.35-2.52 (m,

4H), 2.59 (t, J=5.4 Hz, 2H), 3.48 (t, J=5.4 Hz, 2H), 3.82 (s, 2H), 4.58 (br-s,

2H), 4.61 (br-s, 2H), 7.02 (br-s, 2H), 7.09 (br-s, 2H), 7.37 (d, J=8.1 Hz, 2H),

7.71 (d, J=8.1 Hz, 2H),

EFHI50 (105) :4— [ ({FFvR—4— [ (1 —=FLTutNl)
(2—tFRFVIFN) 7I/] v7u~Fn) 7)) AFA] =N

250



WO 2006/022454 PCT/JP2005/016066

N—FR (LH—-AIFS—N—2—fAAF)N) RUVATIF ({LEWS5
0—1005)

MR . TEAT 7 R
5 TLC:Rf0.50 (7 unAF iz & ) —)L28%7 L E=T7K =50:10:1) ;
NMR (CDCls) : § 0.89 (t, J=7.2 Hz, 6H), 1.11-1.42 (m, 8H), 1.71-1.75 (m,
2H), 1.98-2.01 (m, 2H), 2.26 (m, 1H), 2.41 (m, 1H), 2.54 (m, 1H), 2.68 (t,
J=5.1 Hz, 2H), 3.45 (t, J=5.1 Hz, 2H), 3.81 (s, 2H), 4.60 (br-s, 2H), 4.66
(br-s, 2H), 6.99 (br-s, 2H), 7.04 (br-s, 2H), 7.34 (d, J=7.8 Hz, 2H), 7.52 (d,
10 J=7.8 Hz, 2H),
Efigi50 (106) :4— ({ [FFUvR—4— (PTuEATI)) ¥
gu~dy ] T} AFA) =N, N—ERX (1H=AIF/—L—2
—ANVAFN) —2—RAFFIRUXTIF ((LA®W50—106)

_—

O OMe

’// N "\
N

15 MR 7ENANTF R

TLC:RF0.67 (Z unRA A A E ) —28% T v E=T K =80:20:4) :
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NMR (DMSO-De) : §0.79 (t, J=7.2 Hz, 6 H), 0.90-1.07 (m, 2 H), 1.07-1.23
(m, 2 H), 1.24-1.40 (m, 4 H), 1.57-1.71 (m, 2 H), 1.85-1.98 (m, 2 H),
2.17-2.43 (m, 6 H), 3.64 (s, 3 H), 3.67 (s, 2 H), 4.43 (s, 2 H), 4.54-4.95 (m, 2
H), 6.61-7.27 (m, 7 H), 11.95-12.74 (m, 2 H),

EZiEF 50 (107) :4— [ ({FFvRA—4—[2, 3—VYEFRr—1
H—A YTy —2—AN (FrEN) 7] Yr7u~kin} 73/) A
FN] —N, N—E2R (LH—A IF/—N—2—ANWAFN) RUAT I
K ({kéH50—107)

MR TEAT 7R

TLC: Rf 0.64 FHR=F /LA & ) —/NV128%T - E=T K =80:20:3) ;

NMR (CDCls) : 6 d 0.85 (t, J=7.2 Hz, 3H), 1.15-1.60 (m, 611, 1.82-1.95 (m,
9H), 2.02-2.12 (m, 21D, 2.40-2.58 (m, 3H), 2.70 (m, 1H), 2.90-3.02 (m, 4H),
3.77 (m, 1H), 3.84 (s, 2H), 4.52-4.75 (m, 4H), 6.98-7.10 (m, 4H), 7.10-7.20
(m, 4H), 7.38 (d, J=8.4 Hz, 2H), 7.60 (d, J=8.4 Hz, 2H),

EZHFE 50 (108) : N, N—FX (1H—AIFY/—N—2—ANVATF
N —4d— [ ({FFvR—4— [ (2=FTFARAFN) (Fubtl) T
] vru~kvt TI) AFA] RUATIR (BE®W50—-10
8)

IR . TERAT 7 A

TLC: Rf 0.68 FEEETF VA & ) —/Vi28%7 L E=T K =80:20:3) ;

NMR (CDCls) : 6 d 0.81 (¢, J=7.2 Hz, 3H), 1.10-1.50 (m, 6H), 1.82-1.98 (m,
9H), 2.00-2.12 (m, 2H), 2.42-2.50 (m, 2FD), 2.50-2.70 (m, 2H), .75 (s, 2H),
3.84 (s, 2H), 4.45-4.70 (m, 4H), 6.98-7.10 (m, 4FD), 7.35-7.85 (m, 11H),
EZHHIS50 (109) :4— [ (8—vZu~Fyn—2, 8—VU7¥RYE
o [4. 5] Fh—2—4A4N) AFA] —N, N—=tR (1H—AIFY/—
Nm 2 A NAFN) —2—R FFURUATIF (EAH50—1009)
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MR . TEAT 7 R

TLC:Rf0.63 (Z mub/L A A X ) —/L:28% 7 L E=T K =80:20:4) ;

NMR (DMSO-De) : §0.91-1.30 (m, 5 H), 1.36-1.60 (m, 7 H), 1.61-1.80 (m,

4 H), 2.09-2.23 (m, 1 H), 2.26 (s, 2 H), 2.33-2.47 (m, 6 H), 3.49 (s, 2 H),

3.63 (s, 3 ), 4.31-4.54 (m, 2 H), 4.58-4.87 (m, 2 H), 6.59-7.25 (m, 7 H),

12.04-12.76 (m, 2 H),

ERBI50 (110) :4— [ ({4— [ (FrEATI)) AFA] N

YOV TR)) AFA] =N, N—FRX (1H—A(IF/S—N—2—4 L

AFN) RUAXTIR (bE¥®W50—~110)

PR TEANT 57 R

TLC:Rf0.59 BEEE—F 1A & ) —)L128% 7 L E=7 7K =50:10:1) ;

NMR (CDCls): § 0.85 (t, J=7.5 Hz, 6H), 1.41-1.54 (m, 4H), 2.34-2.39 (m,

4H), 3.54 (s, 2H), 3.77 (s, 2H), 3.82 (s, 2H), 4.61 (br-s, 2H), 4,66 (br-s, 2H),

6.97 (br-s, 2H), 7.04 (br-s, 2H), 7.23-7.30 (m, 4H), 7.38 (d, J=7.8 Hz, 2H),

7.58-7.61 (m, 2H),

KiEFI50 (111) :4— [ ({8— [ (Furr7I/) 2FA] R

YUONY TRJ) AFN] =N, N—bER (LH— &/ —N—2—A

AFN) NURFIF (EAW50—111)

MR TELT R

TLC: Rf 0.59 (BB F /i x & ) —)L:28% 7 =T 7K =50:10:1) ;

NMR (CDCls) : § 0.85 (t, J=7.5 Hz, 6H), 1.42-1.54 (m, 4H), 2.35-2.40(m,

4H), 3.55 (s, 2F), 8.78 (s, 2H), 3.82 (s, 2H), 4.58 (br-s, 2F1), 4,62 (br—s, 2H),
253
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7.01 (br-s, 2H), 7.08 (br-s, 2H), 7.17-7.29 (m, 4H), 7.41 (d, J =8.1 Hz, 2H),
7.71 (4, J=8.1 Hz, 2H),

Fhgis0 (112) :3—[{4—[ (4—{[ERX (LH-AIF/—
N=2—ANAFN) TI)] ANKR=} RUD)V) T )] vra~sk
Vvt (Fmen) TI1 Fusomg (@EetEd) (bkE®w50—-112)
MR . TEALT 7 R

TLC:Rf0.24 (P rm A X LA B ) —N28%T VE=T K =80:20:2) ;
NMR (DMSO-De¢) : § d 0.81 (t, J=7.5 Hz, 3H), 0.95-1.12 (m, 2H), 1.15-1.32
(m, 2H), 1.32-1.48 (m, 2H), 1.60-1.72 (m, 2H), 1.85-1.98 (m, 2H), 2.16 (&,
J=7.2 Hz, 2H), 2.25 (m, 1H), 2.43 (t, J = 7.2 Hz, 2H), 2.56 (m, 1H), 2.69 (t,
J=6.6 Hz, 2H), 3.70 (s, 2H), 4.45-4.68 (m, 4H), 6.90-7.08 (m, 4H), 7.32 (4,
J=8.4 Hz, 2H), 7.42 (d, J=8.4 Hz, 2H),

EfFH50 (113) : N, N-FR (1LH—AIF/S—N—2—A)VAF
V) —4—{[8— (83—RAFN—2—TFv—1—AN) —2, 8—V7T
FaA¥r [4. B8] TH—2—AN] AFA} RUOXTIF ({B&EW50—
113)

IR TEAT 7 A

TLC:Rf0.44 (X & ) —V:28% T E=T K =98:2) ;

NMR (CDCls) : § 1.49-1.66 (m, 9 H), 1.72 (s, 3 H), 2.21-2.46 (m, 6 H), 2.55
(t, J=6.9 Hz, 2 H), 2.92 (d, J=6.9 Hz, 2 H), 3.57 (s, 2 H), 4.52-4.73 (m, 4 H),
5.15-5.33 (m, 1 H), 6.86-7.14 (m, 4 F), 7.36 (d, J=8.1 Hz, 2 H), 7.61 (d,
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J=8.1 Hz, 2 H).

Ehfl50 (114) :4— {[8— (2—xFNTFN) —2, 8—U7T
¥rvm [4. 5] Th—2—An] AFA} =N, N—ER (1H—13
ES—N—2—=ANVAFN) RUXTIF (bEW50—114)

MR . TEAT 7 R

TLC: Rf0.58 (2 %/ —/V28%7 E=T 7K =98:2) ;

NMR (CDCls) : § 0.83 (t, J=7.2 Hz, 6 H), 1.15-1.46 (m, 5 H), 1.48-1.68 (m,
6 H), 2.08 (d, J=6.6 Hz, 2 H), 2.16-2.39 (m, 6 H), 2.54 (t, J=6.6 Hz, 2 H),
3.57 (s, 2 H), 4.50-4.77 (m, 4 H), 6.82-7.16 (m, 4 H), 7.36 (d, J=8.1 Hz, 2
H), 7.59 (d, J=8.1 Hz, 2 H), ‘

EEH50 (115) :N, N-FR (LH—A ¥V —n—2—A VAF
W) —4— ({8—= [ (B—=RAFN—2—Fx=)V) AFNL] —2, 8=
TYAER [4. 8] Fh—2—AN} AFNL) RUXTIF {LEW50
—115)

MR 7BV T 7 A
TLC:Rf041 (X & /) —)v : 28%7 =T 7K =98:2) ;
NMR (CDCls) : § 1.52-1.64 (m, 6 H), 2.31-2.45 (m, 9 H), 2.49-2.59 (m, 2 H),
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3.52-3.63 (m, 4 H), 4.58-4.71 (m, 4 H), 6.52-6.59 (m, 1 H), 6.62-6.68 (m, 1
H), 6.95-7.09 (m, 4 H), 7.31-7.40 (m, 2 H), 7.56-7.65 (m, 2 H),

EmiFI50 (116) :4— ({8~ [(5—mu—2—Fx=N) XF
V] —2, 8—UT¥AREw [4. 5] TH—2—AN} AFN) —N, N
—tER (1H—AIFY =2 —ANAFN) RUITIF (k&W5 0

—116)

IR TENT 7R

TLC:Rf0.40 (A ¥ /) —/b : 28% 7 =T 7K =98:2) ;

NMR (CDCls) : § 1.52-1.65 (m, 6 H), 2.29-2.43 (m, 6 H), 2.47-2.60 (m, 2 H),

3.51-3.61 (m,‘4 H), 4.58-4.71 (m, 4 H), 6.60-6.66 (m, 1 H), 6.67-6.74 (m, 1

H), 6.95-7.09 (m, 4 H), 7.31-7.41 (m, 2 H), 7.55-7.65 (m, 2 H),

EfEFHI50 (117) :N, N—=ERX (1H-AIFY—N—2—Af)LAF

W) —4—{[8— (1, 83—FT7V—N—2—ANVRAFN) —2, 8=

THARER [4. 5] TH—2—AN] AFN} RUOXTIF ({BL&W50

—-117)

IR TEAT 7 R

TLC:RF0.41 (A % J—)v : 28% 7 L E=T7 /K =98:2) ;

NMR (CDCls) : § 1.54-1.67 (m, 6 H), 2.34 (s, 2 H), 2.43-2.58 (m, 6 H), 3.58

(s, 2 H), 8.79 (s, 2 H), 4.58-4.70 (m, 4 H), 6.94-7.08 (m, 4 H), 7.22-7.28 (m,

1 H), 7.30~7.40 (m, 2 H), 7.56-7.65 (m, 2 H), 7.65-7.71 (m, 1 H),

Eiigi50 (118) :N, N—FR (1H-A XS —N—2—fLAF

n) —4—{[8— (1, 3=FFYY/—N—2~ANVAFN) —2, 8—
256 :
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VTFAEE [4. 5] TAHA—2—AN] AFNA} RUXTIK ({LAW5
0—118)

MR« TEALT 7 A ‘

TLC:Rf0.41 (X & /) —/V : 28% 7 E=7 7K =98:2) ;

NMR (CDCls) : § 1.54-1.67 (m, 6 H), 2.32 (s, 2 H), 2.37-2.49 (m, 4 H),
2.49-2.57 (m, 2 H), 3.57 (s, 2 H), 8.65 (s, 2 H), 4.57-4.69 (m, 4 H),
6.95-7.09 (m, 5 H), 7.31-7.39 (m, 2 H), 7.57-7.66 (m, 3 H),

EEFHS50 (119) :3—rumw—4— ({[FFvR—4— (PFur
NWNT X)) vranki ] 7))} AFA) —N, N—EFR (1H—1
ES—=N—=2—=ANVAFN) RUXTIR (LEHMS50—119)

‘-_\
HN\EN o
N Cl 4
N

<\/‘jNi O"//N/\/
-

IR R

TLC:Rf0.49 (Z v a kA A K ) —)L28% 7 VE=T K =40:10:2) ;
NMR (METHANOL-DJ) : § 0.77-0.93 (m, 6 H), 1.04-1.54 (m, 8 H),
1.68-1.92 (m, 2 H), 1.96-2.14 (m, 2 H), 2.26-2.59 (m, 6 H), 3.83-3.93 (m, 2
H), 4.31-4.87 (m, 4 H), 7.01 (s, 4 H), 7.33-7.51 (m, 2 H), 7.55 (s, 1 H),
EfiEF 50 (120) :3—mu—4— [ (8—¥Za~FIA—2, 8
—PTHREE [4. 5] TH—2—AN) AF)N] —N, N—tr' R (1H
— A IFS =2 = WAFN) RURXTIF (kEW50—120)
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HN\EN o

Nﬁ) DCN‘Q

<\/NH
MR . TELT 7 X
TLC:Rf0.49 (Z mr RN KA H ) —)L:28% T L E=T K =40:10:2) ;
NMR (METHANOL-Dy) : § 1.01-1.35 (m, 6 H), 1.46-1.70 (m, 6 FD,
1.72-1.83 (m, 2 H), 1.85-1.99 (m, 2 H), 2.15-2.36 (m, 1 H), 2.40-2.76 (m, 8
H), 3.60~3.93 (m, 2 H), 4.33-4.85 (m, 4 H), 6.80-7.22 (m, 4 H), 7.34-7.46
(m, 1 H), 7.47-7.65 (m, 2 H),
EFI50 (121) :4— [ (88— /A rFAr—2, 8—VUFHFRL

2[4, 5] FH—2—AN) AF)N] —N, N—FR (1H—AIFXV—
NW—=2—=fNVAFN) RUXTIR IkEdW50—121)

4

MR . TELT 7 R
TLC:Rf0.22 (A % ) —)L : 28% 7 L E=T 7Kk =98:2) :

HN_ __N
o)

NMR (CDCls) : § 1.40-1.75 (m, 18 H), 2.31-2.60 (m, 11 H), 3.59 (s, 2 H),
4.55-4.69 (m, 4 H), 6.94-7.10 (m, 4 H), 7.31-7.41 (m, 2 H), 7.59-7.68 (m, 2

H),

K50 (122) :N, N—-ERX (1H-A IF/S—N—2—f L AF
W) —4d— [ (8=AFN—2, 8—V7¥R¥rm [4. 5] FH—2—4
W) AFN] ROZTIR ((EW50—122)
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MR . 7TEAT 7 R

TLC: Rf0.12 (X ¥ J —)b : 28% 7 L E=T 7K =98:2) ;

NMR (CDCls) : § 1.53-1.66 (m, 6 H), 2.19-2.34 (m, 9 H), 2.48-2.61 (m, 2 H),
3.60 (s, 2 H), 4.59-4.71 (m, 4 H), 6.95-7.10 (m, 4 H), 7.30-7.42 (m, 2 H),
7.55-7.66 (m, 2 H),

Ehifl50 (123) 14— [ (8—TEFNL—2, 8—VT7H¥RAER [4.
5] T HhH—2—AN) AFN] =N, N—FR (1H—AIFY—1—2—
ANAFN) RURXTIF (LAW50—123)

IR . TELT 7 A

TLC: Rf0.41 (A % /) —)v : 28% T E=T7K =98:2) ;

NMR (CDCls) : § 1.50 ~1.75 (m, 6 H), 2.06 (s, 3 H), 2.31-2.46 (m, 2 H),
2.53-2.68 (m, 2 H), 3.25-3.64 (m, 6 H), 4.60-4.74 (m, 4 H), 6.92-7.07 (m, 4
H), 7.30~7.42 (m, 2 H), 7.55-7.67 (m, 2 H),

Ehpls0 (124) : [2— (4— { [EX (LH-AIFY—N—2—
ANVAFN) TI)] IANVR=NY ROPN) =2, 8—IUTHRE R [4.
51 7H—8—AN] Bt ({b&W50—124)

MR . TEALT 7 R

TLC:Rf0.53 (A & / —)b : 28% 7 E=T 7K =98:2) ;

NMR (CDCls) : 6 1.79-1.93 (m, 6 H), 2.63-2.71 (m, 2 H), 2.79-2.88 (m, 2 H),
3.15-3.35 (m, 4 1, 8.56 (s, 2 1), 3.81 (s, 2 H), 4.59-4.85 (m, 4 H),
7.00~7.09 (m, 4 H), 7.39-7.51 (m, 4 H),

EiifI50 (125) :3— { [FFrR—4— (PFubr7I)) v7
aAFYN] 7/} —N, N—=EFRX (I1H— IFY—)—2—Af NV AF
Wy FanryIR (EW50—125)

MR : TEAT 7 R |

TLC:RE0B7(¥ 7 mm R H i3 F ) — T V=T K =40:10:0) ;
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NMR (CDCls) : § 0.85 (t, J=7.2 Hz, 6H), 1.00-1.48 (m, 8H), 1.74-1.84 (m,

2H), 1.90-2.00 (m, 2H), 2.30-2.50 (m, 6H), 2.72 (t, J=6.0 Hz, 2H), 2.92 (4,

J=6.0 Hz, 2H), 4.64 (s, 2H), 4.69 (s, 2H), 6.96 (s, 4H),

EiEF50 (126) :3— (88— 7u~Fiin—2, 8—U7HREnR
(4. 8] FH—2—A4N) =N, N—ERX (1H—AIF¥S—1—2—4

WAFA) TaxXe7I R (k50— 126)

PR . TEALT 7R

TLC:RE0.61 (Y7 um XX L2 & ) — TV E=T K =40:10:1) ;

NMR (CDCls) : § 1.00-1.34 (m, 6H), 1.59-1.73 (m, 6H), 1.78-1.85 (m, 2H),

1.88-1.97 (m, 2H), 2.48 (m, 1H), 2.56 (s, 2H), 2.58-2.70 (m, 4H), 2.77 (&,

J=6.9 Hz, 2H), 2.81 (t, J=6.6 Hz, 2H), 2.91 (t, J=6.9 Hz, 2H), 4.67 (s, 2H),

4.71 (s, 2H), 6.99 (s, 4H),

EHHIS50 (127) 14— (8—vr7u~Fii—2, §—U7¥2n
[4. 5] Fh—2—AN) —N, N—FRX (1H—A IF¥Y—N—2—4

WAFN) TECTIR (B¥HW50—-127)

IR TEALT 7 X

TLC:Rf0.57 (7 un X H A ¥ ) —)i7 E=7 K =40:1001) ;

NMR (CDCls) : 6 1.03-1.44 (m, 8H), 1.63-1.73 (m, 2H), 1.79-2.10 (m, 10H),

2.64 (t, J=6.9 Hz, 2H), 2.70 (s, 2H), 2.78-2.94 (m, 5H), 3.02 (t, J=6.9 Hz,

2H), 4.72 (s, 2H), 4.76 (s, 2H), 6.99 (s, 2H), 7.00 (s, 2H),

Eiifi50 (128) :5— (8—vz7u~FI -2, §—IU7 ¥R
(4. 5] FH—2—AN) —N, N—ER (LH—AIF/S—1—2—1

WAFN) RUBFTIR ((BEWE50—128)

MR TEALT 7R

TLC:Rf0.60 (V7 uu A H i & ) — 7 rE=T K =40:1001) ;

NMR (CDCls) : § 1.06-1.50 (m, 8H), 1.58-1.76 (m, 4H), 1.84-1.96 (m, 4H),
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2.00-2.20 (m, 4H), 2.47 (¢, J=6.6 Hz, 2H), 2.80-3.18 (n, 11H), 4.80 (s, 21D,
4.82 (s, 2H), 7.00 (s, 2H), 7.02 (s, 2H),

EiEFs50 (L29) :4— [ ({4—[ (4, 4—PYT7rFuvru~k
N TIV] vrua~kvt 7)) AFA] —N, N—bvx (1H~
AIFS—N—=2 A NVAFN) RUAT I N (ERREE) (LEWS5 0 —
129)

IR : TEALT 7 R

TLC: Rf 0.38 (FHEA—F /LA & ) —/V28%T E=T /K =80:20:3) ;

NMR (CDCls) : § d 1.40-2.20 (m, 16H), 2.65-2.80 (m, 3H), 3.79 (s, 2H),
4.52-4.72 (m, 4H), 6.95~7.12 (m, 4H), 7.37 (d, J=8.1 Hz, 2H), 7.62 (d, J=8.1
Hz, 2H),

EiiB50 (130) :4— [ ({4—[ (4, 4—VIAFrvrm~k
V) TI] vrua~FyvN) 7)) AFA] —N, N—ERX (1H—
ALIFS—N—2—ANRAFN) RURXT IR (EREEER) (&5 0 —

130)

MR 7TEAT 7 A

TLC: Rf 0.28 @i F /L2 2 & ) —)V28% T B =T 7K =80:20:3) ;

NMR (CDCls) : § d 1.00-2.20 (m, 16H), 2.40-3.00 (m, 3H), 3.84 (s, 2H),
4.50~4.70 (m, 4H), 6.95~7.12 (m, 4H), 7.38 (d, J=8.1 Hz, 2H), 7.67 (d, J=8.1
Hz, 2H).

EHEH50 (131) : (2E) —3— {4— [ (8= 7 m~Fi—2,
8—VTH¥FRYH [4. 5] FH—2—AN) AFN] Z7==A} —N, N
— R (1H—AIFS——2—ANAFN) 727U ATIFK ({LAWS
0—131)
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MR TEAT 7R

TLC: R 0.60 BT F/L:R & ) — 17 o E=T K =50:10:1) ;

NMR (CDCls) : § 1.05-2.33 (m, 16H), 2.44-2.57 (m, 9H), 3.56 (s, 2H), 4.80
(br-s, 2H), 4.90 (br-s, 2H), 6.99 (br-s, 2H), 7.01 (br-s, 2H), 7.08 (d, J=15.3
Hz, 1H), 7.29 (d, J=6.9 Hz, 2H), 7.45 (d, J=6.9 Hz, 2H), 7.61 (d, J=15.3 Hz,
1H),

Eif50 (132) : (2E) —8— [4— ({[+Fvr—d4— (7
RENT ) vru~nFUA] T} AFN) TJ==4] —N, N—t
A(LH-AIFS=N—2—AAVRAFN) TZ7INVTIF (&5 0—
132)

MR TEAT 7 R

TLC: Rf0.59 EHB—F N A & ) — )T U B=T 7k =50:10:1) ;

NMR (CDCls) : § 0.85 (t, J=7.5 Hz, 6H), 1.06-1.50 (m, 8H), 1.80-1.83 (m,
2H), 1.98-2.02 (m, 2H), 2.37-2.51 (m, 6H), 3.79 (s, 2H) , 4.79 (br-s, 2F),
4.89 (bx-s, 2H), 7.00 (bx-s, 4H), 7.07 (d, J=15.8 Hz, 1H), 7.27 (d, J=8.4 Hz,
2H), 7.45 (4, J=8.4 Hz, 2H), 7.59 (d, J=15.3 Hz, 1H),

K50 (1833) :3— {4— [ (8—vZu~FLN—2, §—7
AR [4. 6] TAH—2—AN) AFN] 7=/} —N, N—EX (1
H—A IFY—N—=2—AVAFN) TaXrTIFR (kE&W50—133)
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MR TEALT 7 R
TLC: Rf 0.55 BEBR=F /N A X ) — )7 =T K =50:10:1) ;
NMR (CDCls) : § 1.05-1.27 (m, 6H), 1.57-1.63 (m, 8H), 1.70-1.80 (m, 2T,
1.85-1.90 (m, 2H), 2.28 (m, 1H), 2.45-2.57 (m, 6H), 2.76-2.88 (m, 4H), 3.49
(s, 2H), 4.48 (br-s, 2H), 4.56 (br-s, 2H), 6.97 (br-s, 2H), 6.98 (br-s, 2H),
7.01 (d, J=8.1 Hz, 2H), 7.12 (d, J=8.1 Hz, 2H),
Ehifl50 (184) :3— [4— ({[FFvR—4— (PFrEALTS
J) ru~Fi] 7)) AFN) Jz=4] —N, N—F2x (1H—
LIES == 2—ANAFN) FuXrTIFK (tAHW50—134)
MR . TEALT 7 R
TLC: Rf 0.56 EE—F VX & ) — 7 =T K =50:10:1) ;
NMR (CDCls) : § 0.86 (t, J=7.5 Hz, 6H), 1.10-2.03 (m, 12H), 2.39-2.51 (m,
6H), 2.76-2.85 (m, 4H), 3.74 (s, 2H), 4.46 (br-s, 2H), 4.52 (br-s, 2H), 6.97
(br-s, 2H), 6.98 (br-s, 2H), 7.02 (d, J=8.1 Hz, 2H), 7.12 (d, J=8.1 Hz, 2H),
KB 50 (135) 12— {4— [ (8—yZu~dFynN—2, 8§—U7
PR¥Rr [4. 5] TH—2—A4L) AFNL] 7=/} =N, N—E2x (1
H—A IFY—N—=2—ANAFN) TEFTIF (kLAW50—1385)
R TEAT 7R
TLC: Rf 0.59 BB F NV A & ) —):7 =7 7K =50:10:1) ;
NMR (CDCls) : § 1.10-1.30 (m, 6H), 1.59-2.02 (m, 14H), 2.44-2.63 (m, 5H),
3.54 (s, 2H), 3.79 (s, 2H), 4.64 (br-s, 2H), 4.73 (br-s, 2H), 6.98 (bx-s, 2H),
6.99 (br-s, 2H), 7.13 (d, J=8.1 Hz, 2H), 7.23 (d, J=8.1 Hz, 2H),
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Eiigl50 (136) :2— [4— ({ [FFvR—4— (PFREATS
J) vrmanEin] 7)) AFN) Jxz=A] —N, N—tr' X (1H—
AIFS=N—=2~ANVAFN) TERITIF (LEW50—136)

MW TENVT 7 X

TLC: Rf 0.57 (BEE=F /L R & ) — 1T U E=T 7K =50:10:1) ;

NMR (CDCls) : § 0.86 (t, J=7.5 Hz, 6H), 1.09-1.49 (m, 8H), 1.81-1.85 (m,
2H), 2.00-2.04 (m, 2H), 2.40-2.52 (m, 6H), 3.76 (s, 2H), 3.78 (s, 2H), 4.61
(br-s, 2H), 4.72 (br-s, 2H), 6.97 (br-s, 2H), 7.00 (br-s, 2H), 7.11 (d, J=8.1
Hz, 2H), 7.21 (d, J=8.1 Hz, 2H),

EiiBl50 (137) :4— {[8— ZudFArFr) —2, 8=
THERAEw [4. 5] FH—2—AN] AFNL} —N, N—E2Z (LH—~
RFS—=N—2—ANAFN) RUIATIF (LEW50—137)

MR . FEALT 7 R
TLC:Rf0.34 (X & /—)v : 28% 7 L E=TF 7K =98:2) ; |
NMR (CDCls) : § 1.57-1.90 (m, 10 H), 1.96-2.11 (m, 3 H), 2.31-2.46 (m, 7
H), 2.50-2.62 (m, 3 H), 3.58 (s, 2 H), 4.57-4.71 (m, 4 H), 6.93-7.08 (m, 4 H),
7.29-7.39 (m, 2 1), 7.54-7.64 (m, 2 H),
K50 (138) :4— [ ({4— [ (4, 4—V7rduyransk
V) (Fuven) 7] vru~Fiat 7)) AFA] —N, N—
ER (1H—AIFY =2~ VAFN) RUXT IR (EBEE) (L
A¥50—138)
MR TENAT 7 R
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TLC: Rf 0.73 BEEE=F N1 R 5 ) —/:28% 7 E=T K =80:20:3) ;
NMR (CDCls) : § 0.82 (t, J, 7.5 Hz, 3H), 1.30-1.84 (m, 16H), 2.00-2.20 (m,
2H), 2.43 (t, J, 7.5 Hz, 2H), 2.54 (m, 1H), 2.72 (m, 1H), 2.76 (m, 1H), 3.77
(s, 2H), 4.60-4.80 (m, 4H), 6.95-7.12 (m, 4H), 7.37 (d, J= 8.4 Hz, 2H), 7.51
5 (d, J=8.4 Hz, 2H),
EiBl50 (189) :4—[({4—[ (4, 4—Vurduiro~F
Y) (Faven) 7I] vru~dial T) AFA] —N, N—
ERX (1H=A IFY—N—2—A VAFN) RUXTIF (GREEE) (b
A¥H50—139)
10 HWR:7ENLTFR
TLC: Rf 0.60 (A= F /L1 X & ) — N 28%T - E=7 7k =80:20:3) ;
NMR (CDCls) : § d 0.82 (t, J = 7.5 Hz, 3H), 1.02-1.90 (m, 14H), 1.92-2.20
(m, 4H), 2.38 (m, 1H), 2.40 (t, J, 7.5 Hz, 2H), 2.52 (m, 1H), 2.64 (m, 1H),
3.81 (s, 2H), 4.60-4.80 (m, 4H), 6.98-7.12 (m, 4H), 7.34 (d, J=8.1 Hz, 2H),
15 752 (d, J=8.1 Hz, 2H),
EiiBl50 (140) 14— ({[4— (1=TF7YVh=1) ¥7u~Fin]
T/} AFN) =N, N—EZX (1LH—AIFS~)L—2—f L AF)L)
N7 IF (RS ((bE®W50—140)

T
N H
\ L
20 IR TEALTFR

TLC: Rf 0.53 (BEEEF/L: X % ) —)V:28% 7 LB =T 7k =90:10:2) :

2

HN_ __N
O
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NMR (CDCls) : § d 1.40-1.82 (m, 18H), 2.41 (m, 1H), 2.55-2.70 (m, 4H),
2.73 (m, 1H), 3.78 (s, 2H), 4.60~4.80 (m, 4F), 6.98-7.12 (m, 4H), 7.37 (4,
J=8.1 Hz, 2H), 7.53 (4, J, 8.1 Hz, 2H),

FEBI50 (141) 14— ({[4— (1=TFTVh=A) vru~Fkii]
7/} AFN) =N, N—=FYR (I1H-—AIFS—~1—2—AL N RAFN)
NRUAT IR (EtEd) (kéw50—141)

1o SN
O

HN_ __N

MR : TEALT 7 R

TLC:Rf 0.37 @EETF A F ) —/L28%T L E=T K =90:10:2) ;

NMR (CDCls) : 8 d 1.04-1.38 (m, 41), 1.45-1.68 (m, 10H), 1.75-1.88 (m,
2H), 1.92-2.08 (m, 2H), 2.32~2.48 (m, 2H), 2.50-2.68 (m, 4H), 3.81 (s, 2H),
4.58-4.78 (m, 4H), 6.92~7.12 (m, 4H), 7.33 (d, J=8.1 Hz, 2H), 7.53(d,J =
8.1 Hz, 2H),

KitF50 (142) :4— ({[ (2E) -4~ (P=FATI/) —2
— 77— 1~=AN] T} AFN) =N, N—ER (1H—A IF¥Y—
N—=2—=ANAFNL) RUXTIF ((LEW50—142) ’
MEIR - iR

TLC:Rf0.26 (X # J —1:28% 7 L =7 /k=98:2) ;

NMR (CDCls) : § 1.02 (t, J=6.9 Hz, 3 H), 1.10 (t, J = 7.2 Hz, 3 H), 2.48 (q, J
=6.9Hz, 2H),264(q, J=72Hz, 2H),3.03(d, J=4.8Hz, 2H),3.22(d, J
=4.8 Hz, 2 H), 3.55 (s, 2 H), 4.64 (m, 4 H), 5.64 (m, 2 H), 7.01 (m, 4 H),
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7.37(d, J=8.1Hz, 2H), 7.59 (d, J = 8.1 Hz, 2 H),

Eafl50 (143) :N, N—FX (1H-AIFS—)L—2—f L AF

n) —4— {[8— (2, 2, 6, 6—FT FrIAFN—4—ERYT=))

—2, 8=U7¥RYR [4. 5] Fh—2—AN] AFL} RUIXFIFK
YbEHm50—143)

IR . TELT 7 R

TLC:Rf0.25 (R ¥ /) —28% 7 E=T 7K =98:2) ;

NMR (CDCls) : § 1.05 (t, J = 12.3 Hz, 2 H), 1.12 (s, 6 F), 1.18 (s, 6 IL),

1.51-1.66 (m, 6 H), 1.74 (dd, J = 12.3, 3.0 Hz, 2 ), 2.33 (s, 2 H), 2.37-2.63

(m, 6 H), 2.68-2.87 (m, 1 H), 3.58 (s, 2 F), 4.51-4.76 (m, 4 H), 6.86-7.16 (m,

4H), 7.38 (d,J =8.1Hz, 2 H), 7.64 (d, J = 8.1 Hz, 2 H),

Eif50 (144) 14— [ (T=¥7u~TPFr—2, 1—VFFXE

m[3. 8] /VF—2—AN) AFN] =N, N—EX (1H—AIF¥/—

NW—=2—ANWAFN) RUXTIR ((BEW50—144)

i 4O
Easue

N

\_NH
IR TERAT 7 A
TLC:Rf0.834 (X ¥ ) —1:28% 7 - e=7 7k =98:2) ;
NMR (CDCls) : 8 1.24-1.86 (m, 16 H), 2.30-2.45 (m, 4 H), 2.44-2.59 (m, 1
H), 2.99 (s, 4 1), 3.63 (s, 2 H), 4.49-4.73 (m, 4 H), 6.88-7.15 (m, 4 H), 7.32
(d, J=8.1Hz, 2 H), 7.62 (d, J = 8.1 Hz, 2 H),
Eiifis50 (145) :4— [ (5= 7 u~FFr—2, 5—U7FLy
zu [2, 2. 1] ~"TFZ—2~A4) AFN] —N, N—ERX (LH—A
iﬁf~w—2~4»%?w)&?X7EF(Mﬁ%50—145)
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MR TEAT 7 R

TLC: Rf0.38 (X % ) —/V:28% 7 - E =Tk =982) ;

NMR (CDCls) : 6 1.19-1.88 (m, 14 H), 2.42-2.62 (m, 3H), 2.82 (d, I =9.6
Hz, 1), 2.96 (dd, J =9.6,2.7Hz, 1 H), 3.21 (s, 1 H), 3.56 (s, 1 H), 3.66 (d,
J=13.9Hz, 1 H), 8.76 (d, J = 13.90 Hz, 1 H), 4.51-4.77 (m, 4 H), 6.89-7.16
(m, 4 H), 7.41(d, J=8.1 Hz, 2 H), 7.64 (d, J=8.1 Hz, 2 H),

Eiil50 (146) :4— ({ [ (1= 7u~TFr—4—-RYT=
N) AFAT TR} AFA) =N, N—ER (LH—-AIF/—N—2—
ANVAFN) RUATIR (LEHWE50—146)

HN/=/\N
J O
2oUTe
Nﬁ) N

\_NH
MR TENALT 7R
TLC: Rf0.30 (A % ) —:28% 7 - E=T /K =98:2) ;
NMR (CDCls) : § 1.08-1.90 (m, 17 H), 2.12-2.31 (m, 2 H), 2.47 (d, J = 6.9
Hz, 2 H), 2.50-2.61 (m, 1 H), 2.69-2.87 (m, 2 H), 8.77 (s, 2 H), 4.46-4.76 (m,
4 H), 6.86-7.14 (m, 4 H), 7.30-7.43 (m, 2 H), 7.54-7.70 (m, 2 H),
Eis50 (147) :83—[{4— [ (4— { [ER (1LH-AIFY—
N=2—=ANAFN) TI] INKR=N) XUDL) T vra~k
YAy (Tm¥N) TR] Tunri (EEEE) (LEHM50—147)
IR TENT 7 A
TLC:Rf0.47 (V7 um A& A F ) —128% 7 L E=T 7K =80:20:2) ;
NMR (DMSO-De) : 6 d 0.84 (t, J=7.5 Hz, 3H), 1.22-1.82 (m, 10H), 2.21 (%,

J=6.6 Hz, 2H), 2.53 (m, 2H), 2.60-2.75 (m, 2H), 2.78 (, J, 6.6 Hz, 2H), 3.66

(s, 2HD), 4.50-4.68 (m, 4H), 6.90~7.08 (m, 4H), 7.35 (4, J =8.1 Hz, 2H),
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7.48 (d, J=8.1 Hz, 2H),
Fhafl s 1 (1) ~FfFs51 (2)

EiEFI 1 6 DTRIZBNT, 1— (1— ([2— (FIAFAVIN) =
FeT] AFNY —1H-AIFS—A—2—AN) AZUTIVERITE
DRPOVITHEYET D7 I el e. Eisll 7 0TRIZBN T, 1H—A
IES = 2 —INRBERITFORDVICHY T B I VRVEBE, &
F 1 9 DTRIZBNT, N, N=U7Freir—1, 4—7F0V7IVE
I ORPVICHYT 27 IV ERWT, EHifl 1 6 >EHEsl 1 7>l
Bl 1 8 -FHifF 1 9 & FEC#ERIEEL LT, UTOMEEEE T 5B AW
Vo= Y e
EiEFI5 1 (1) :N— (1H-R_US A IFY——2—(f)VAF)) —

N— {4— [ (8—¥Zu~FIN—2, 8§—VTH¥AYRE [4. 5] TH
—2—AN) AFN] RUVUN —1H—AIFY—)V—2 —HNVEFHI
r (k&5 1—1)

HN_ __N

T
O

Nﬁ/KO £:><:)“<:>

\_NH

IR TEALT 7 A

TLC:Rf0.32 (X & ) — /L 28% 7 L E=7 7K =98:2) ;

NMR (DMSO-dg) : § 1.06-1.19 (m, 5 H), 1.40-1.56 (m, 7 H), 1.61-1.74 (m,

4H), 2.12-2.20 (m, 1 H), 2.22-2.28 (m, 2 H), 2.32-2.47 (m, 6 H), 3.48 (s, 2

H), 4.61-4.74 (m, 2 H), 5.57-5.69 (m, 2 H), 7.11-7.26 (m, 8 H), 7.43-7.55

(m, 2 H), |
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EF5 1 (2) :N— (1H-RUYVAIFY—N—2—A NV AFN) —
N—{4— [ ({FFUR—4— [V Zu~Fi (Fubr) 73] &
Zan~FYit TI)J)) AFN] RPNV —1H—AIFY—N—2—%
WERFFIF (ka5 1—2)

PR . TELT 7 R

TLC:Rf0.28 (X ¥ /) —)V:28% 7 E=T /K =98:2) ;

NMR (DMSO-ds) : § 0.73-0.83 (m, 3 H), 0.97-1.10 (m, 4 H), 1.13-1.29 (m,
7H), 1.53-1.69 (m, 7 H), 1.85-1.98 (m, 2 H), 2.21-2.31 (m, 1 H), 2.35-2.45
(m, 4 H), 3.67 (s, 2 H), 4.62-4.73 (m, 2 H), 5.56-5.69 (m, 2 H), 7.09-7.17 (m,
3 H), 7.20-7.31 (m, 5 H), 7.41-7.57 (m, 2 H),

Eiafs 2 (1) ~EHFI5 2 (4)

[1— (Gert—7 FFTINER=N) —4 —ERYD=)1] BEBROKPLVIT
MM T2 HNA B E AW TERP 4 4 ->FiEHl 4 5 >FEF 4 6 & RED
#BIEZ L, T OWEELZE T 5EELEWE B,

Eiigls 2 (1) : 83— {1— [3— (¥TubAT /) FrEA] B

VPr—4—AN} =N, N—FR (1H—AIFS—I—2—ANVAFN)
TanrTIR ((bEls5 2—1)

MR . TEAT 7 X

TLC:Rf0.84 (Z mus/v A2 ¥ ) —)Vi28%T L E=T K =40:10:2) ;
NMR (METHANOL-DJ): § 0.89 (t, J=7.2 Hz, 6 H), 1.09-1.36 (m, 3 H),
1.36-1.55 (m, 6 H), 1.57-1.71 (m, 4 H), 1.83-1.98 (m, 2 H), 2.25-2.34 (n, 2
H), 2.35-2.51 (m, 8 H), 2.84-2.97 (m, 2 H), 4.66 (s, 2 H), 4.70 (s, 2 H), 6.96
(s, 2 H), 7.02 (s, 2 H),

EiFl52 (2) 11— [6— (PFrEATI)) ~AFIPA] =N, N—
EX (LH—AIFS—N—2—AVAFL) XY P —4—HLRFH
IR (bAWms5 2—2) |
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MR - R
TLC:Rf0.73 (7 u m )V AR 5 ) —)L:28% T VE=T /K =40:10:2) ;
NMR (METHANOL-DJ) : § 0.88 (t, J=7.5 Hz, 6 H), 1.16-1.36 (m, 6 H),
1.39-1.59 (m, 8 H), 1.60-1.84 (m, 2 H), 1.86-2.06 (m, 2 H), 2.22-2.33 (m, 2
H), 2.36-2.55 (m, 6 H), 2.57-2.77 (m, 1 H), 2.82-3.00 (m, 2 H), 4.66 (s, 2 1),
4.75 (s, 2 H), 6.97 (s, 2 H, 7.03 (s, 2 H),
Eiifl5 2 (3) :4— { [FFvR—4— (PFubATI)) 7~
FIN] T/} =N, N—=FR (LH—-AIFZYV—N—2 = VAFN)
TETIR (kE¥W5 2—38)
MR TEAT 7 R
TLC:Rf0.39 (Y7 unm & L ix & ) —N28%7 L E=T7K =40:10:1) ;
NMR (CDCls) : § 0.88 (t, J=7.2 Hz, 6H), 1.32-1.68 (m, 8H), 1.90-2.04 (m,
2H), 2.13-2.24 (m, 2H), 2.47-2.79 (m, 9H), 2.86-3.03 (m, 3H), 4.69 (s, 2H),
4.72 (s, 2H), 6.94 (s, 2H), 6.97 (s, 2H),
EiBls52 (4) :5— ([ FvR—4— (PFREATI)) Vra~
FVNV] T/} =N, N—EFX (LH=AIFYS~/L—2—A NV AFN)
N FUTIN (AW 5 2—4)
MR TELT 7 R
TLC:Rf0.39 (Y7 un X H X & ) —)L28% T L E=7T 7K =40:10:1) ;
NMR (CDCls) : § 0.88 (t, J=7.2 Hz, 6H), 1.29-1.81 (m, 10H), 1.90-2.00 (m,
2H), 2.12-2.22 (m, 2H), 2.41-2.53 (m, 6H), 2.60-2.72 (m, 3H), 2.78-2.93 (m,
3H), 4.71 (s, 4H), 6.96 (s, 2H), 6.98 (s, 2H),
EiEF53: 1 —{4—[(8—vra~FL—2, 8—UFTFREr [4.
51T H—2~41) AFN] TJ==i} —N, N—FR (1H—AIFXY
== 2—=AWAFN) RAEVTIV {LEWS 3)

SEHEF 1 6 DTRICHNT, 1— (1— { [2~ (FYAFAVIL) =
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Red] AFA) —1H—AIFS—N—2—ANV) AZUTIVERIEL
DRV ICHST BT I B W% AT, EHifl 1 6 -Eiifl 1 8 -5
Bl 19 L AEOEEEZ L, BTORkEELH T 2EELENEET.

MR TEAT 7 A

TLC: RE0.22 (7 m u /L AR F ) —L:28%7 VE=T /K =80:10:1) ;
NMR (DMSO-De) : §0.92-1.28 (m, 5 H), 1.35-1.60 (m, 7 H), 1.61-1.77 (m,
4T, 2.10-2.23 (m, 1 H), 2.25 (s, 2 H), 2.32-2.48 (m, 6 H), 3.44-3.51 (m, 4
1), 3.55 (s, 4 H), 6.72-7.16 (m, 4 H), 7.21 (d, J=7.80 Hz, 2 H), 7.32 (d,
J=7.80 Hz, 2 H), 11.61-12.37 (m, 2 H),

EHEfls 4 (1) ~Eafls 4 (2)

EHG] 31BN T, 4A— BN INVERFRE t — 7 MRV INF=N—1,
A—TFLrI7 IR VIERIET BT I RV, Eiifl 6 12T
SAIFY AT I OEDVICHETE T I ERANT, il 3 -
il 5 > 6 —EHifFl 1 0 DIECKIEEITV, B EWERI,
EHFIs4 (1) :1— [4— (2, 8—VT7¥AEr [4. 5] TH—2
—AIAR=N) Tz==A] =N, N—ER (LH—A IFY—/b—2—
ANVAFN) AR TIV ((EWME4—1)

MR . TENT 7R

TLC: RE0.60 (7 B u RN LR E ) —/\28%T VE=T K =80:2014) ;
NMR. (DMSO-De) : § 1.21-1.36 (m, 2 H), 1.37-1.54 (m, 2 F), 1.61-1.81 (m,
2 H), 2.55-2.76 (m, 3 H), 3.10-3.27 (m, 3 H), 3.38-3.51 (m, 2 H), 3.51-3.56
(m, 2 H), 3.56-3.66 (m, 4 H), 6.71-6.97 (m, 2 H), 6.99-7.24 (m, 2 H),
7.34-7.54 (m, 4 H), 11.85-12.20 (m, 2 H),

EEH54 (2) 11— (4— [ (8—vZu~kin—2, 8—VT¥X
vu [4. 5] Fh—2—AN) AAR=L] Zz=4) —N, N—EX (1
Hof SHT——2— A VAFA) AFVTIV (LEH5 4—2)

272



10

15

20

WO 2006/022454 PCT/JP2005/016066

MR 7TEALT 7 R

TLC:Rf0.64 (Z B R/ AIRZ ) —28% T L E=T 7k =80:20:4) ;
NMR (DMSO-De) : § 1.15 (m, 5 H), 1.40 (m, 2 H), 1.56 (m, 3 H), 1.71 (m, 6
H), 2.27 (m, 2 H), 2.43 (m, 2 H), 3.23 (m, 3 H), 3.45 (m, 2 H), 3.54 (m, 2 H),
3.58 (m, 4 H), 6.97 (m, 4 H), 7.43 (m, 4 H), 12.00 (m, 2 H),

(A= n) e

ARFERAEMOFME, HlLIERBHACEYNCXCRAKHIEREET
5T L, UTOERIZE > CREFHEINE,

AFEHADOREFEZ, UTFOL ST, REHLADETM§ 57012, B
EREOR ERBI O/ ERITHEREOCKBREME L bDTH B, UTITE
72 EBRIFIEE R LT,

R L& 5T, HI VRCD 4B EOZAEKRTHBECXCR4LIC
AT HZLEMETBIAMDRZ V== %3010, HIVY
ANARERNET v EARTITH TN LV EENREETHS, L L,
HIVYUANVAZRERY J—=V ERT A2 213, OBV OO
LS bERMTIERY, —), THiafmE (X4) HIV—1&SDF
—1PBHIZCXCRAZHEARTAZ LD, HIVAIE SDF — LAINAED
CXCRAFEAMHNI, MW CXCRAMMDSDF—~1BLOHI ViESE
(LTI, MOEPOIBT BB H D bDOEFRLES, #oT, EHEDOH
ATDSHE WETHREERST 177 —CHER) » Rk 5 EREC
HOHIVUANVADR~DORELZRET 2LAMERRT D, HI
VOROVIZCXCRADHEHEY > RTCHBESDF— 1 2ANVET vE
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£ BRHFIAFRETH B,

BfR9ICiX, SDF—1 & CXCRA4DKEAEEETHLaMEA7 Y —
= IFBRELT, HlXE, 3—FF N LESDF—-1LCXCR4%
SKE LTINS = ERMBNTNS e b THI & OfFE 2 RES 2R
ﬂ%f%6070H77*9(R5)HIV&\RANTES\MIP—l
w. MIP—1B2EICCCREICHERT DT &b, RS XA FHE
ThHd,

(=B 7IE]
EEH1 : & FSDF— 1 0CEMMMA~OREETT 2 HERR

wagmmysth (HEPES, BSASA) Tt N THilEKC EMMIICHK
BibaL 251 —SDF—1 (NEN) %ML 4CT6 0gfHA »Fa
— b} L7z, RS & ¥ 7 C EMiflfa% GF/B membrane filter plate (Packard)
CAESE L TEESE, PBST3EYEE LR, kI ¥Microscint+20

(Packard) %% 72, C EMAMRIZICHEA L 7 i RER & Top Count (Packard)
»HWTHRIE L, R LA ORER (%) ZUTOFERC LV EHLE,

fE2E#®R={ (Et—Ea) / (Et—Ec) } X100
Et: BB LS M EIRMUIh o T RO BUR BER. |
Ec: #B{LAMEL TP T—SDF — 10 10005 & DS 14ESDF — 1
(Pepro Tech) Z¥RMIL 7zRED U HEE.
Ea: RIS E R RO RE &

EHHNCT LIe T _RCOAFEALEWIE, 10 p MORETS 0 %L ED
=R R Ui, FlziE, (LA 1 001 CsofEiX2 7TnMTH o7,
EBRG 2 AEPLAHOMES L O BT 2 FBOHE

Sy RETLE CEVEELE (1.2 ¢/ k g RTHRE) . HBEFY)
B2, MEREROD T —F N EEREBIRICEA L, To%k, RERZ
VIR, WEREAOLT —F Ve KIEFHIRICREA LEE L, [EREM
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DAT—=TNVZEEFNZ T a——IZEEL, OTHERTY (AP—6
41G (HANE) ) 2ALTREV Lo — X —ICEREE T L,
OB, DREE. EROTAHRERT VA LELNIMEREE Y H—
T DBRIFLIEE (AT—601G (BANRE) ) A LEzEE~U L
o —F—|ZFRE Uiz, HBRLAYIZ 1 0 % WA LR ATAEK (KU 4%
VEFUVE FRRVRTT L= b R LS a—) ARAEE=
7:3: 190k ICHEML, 0.18X000.3, 1, 3, 10mg,/m
LOREICZRDESICHB- L, 2hE1mL 'k gT, BEIRIVFLO0
BRI TRIRAE S Lz, LEFRIC LT, RERAEZBEMICHIT T
CEBREZTo k.

LEaW 1 9 DFEIZBWNT, 3meg 'k g AT OB Tl FEME TR
RohT. 10mg 'k gREFOLHBEMEIZI2%THY ., EHETIX
LHRBICEEE B X Rh o T,

[H55%1 52 fta 31 ]

JEEL

4— ({[4— &Fven7 /) 7FA] T/} AFN) —N, N
—ERX (1H—AIFS—N—2—AVAFN) R TIF (200g) .
ARV RAFNEAR—ZAINT T L (REER], 20.0g) , AFT7 Vv
Be~wr7xvvh (EEAL 10.0g) . W@ EAE—X (870g) &F
BICXVIRA LEBITR LT, —8PIC 2 0m g DIEMRSEEE T 5 624
1000062 187,

BAIG 2 -

4— ({[4— (Fuwvr7x ) TFA] 7))} AFNL) —N, N
—ERXR (1H-—AIFS—N—2—f VAF)N) RV TFIR(100g) .
wr=bh— (2kg) , BEK (B0L) 2BIECIVEALEHK, KRE
74w5~ﬁ5ﬁb\5mLf07y7wmﬁ£L\ﬁ~Fﬁv~7vm%
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BELT, 17 7AH 1 0mg DIEERSEZEET BT 71100004 %15
720

PEE kR FFrEetE

FEALEMIX. CXCRAKHUERZAHETHZ LD, CXCRARTE
HERBICHT D TR KOV EIXBFEAE LTERATH D, T0H, K
RAMEWIT, BEELL LCRATETHS, Bl2IE, KIE - SEiRE (B
i, B Y v, Bk, MEBE. ARHEE. BEREERRRE) |
T UAE—MERBR, BRME BliE, b MuBEREY A VARG, HBRER
BERSREREES) | FEeR - FRMERE. BURE. O - MEMERE, REHER
B, BRE @I B BEBEE) SoTHBLO/ SI3ERAlL -
IEAERARIS L LTERATH 5,
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Ok o # H
1. —%EX (1—-0)
Al—p!
N 0
D=—=G—E—L—J" (I-0)
A2—B£

5 (K, A'BIOAREN TS UC, HEMEZSHE T EE2EDL ;
B'BIUOBFENENMIL LT, FEFELTEHOR T L ~4 DR
—H—%KRDL; EiX, FHEHORTFH1I~1 0DAX—P—%KDbL ; LIiL,
WAFELITEORFE 1L ~4DAR—F—2Rb L ; T % (1) #HE
MEEPEFTIRCL - TERSh, SDICERELZE LTS IV

10 HERfbKEE, (2) BEMEEZESFEFITIRCL-TEHBREIN, S6HICEH
EEALTOVTHIWERRE, (3) BEMEZESFEITIEICL - TEHRS
NTVTHEL SHREBEREZFEL TN THIVWAErERRE, /201 (4)
WEMEZ ST TIRICL o TERIN TN TL L, SOICEBREEZFL
TOThIWVEBLERREZEDL ;

15 == BF—EFAEEREREGERDL
== P—EFEEZRLTHS. DX, ERREFELTEREZALTNTY
FWRERFERDL, Gk, BEREZE L TOTH RWVRERT. IR
2VE, BERT, BREZE LT IVERFEFEITBIEEhTN
TH IVIRERTFERDL ;

20 = DEFBAERDLTHSE. DIIRFRETEZRDL, GREBREZALT
WTHIWRERTFELIXEERTFE2RDT,
iU, JOMETER (1) F£kiX (2) 2#KbL, »ODRERFETFEZERDT
BE. GRINR=VE, BRET, BREZELCNTHLVWEERTZ
TRBESHTOTY LWRERTFEZERDTH, B'B~-0—, —S—, —C

25 o—\—so~\—soz~\%i@%ﬁg%ﬁbfwr%;m:ﬁ®%$%
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FROERINZDR L b—2FEFTHFHORFHL~4 DR~V
—ERDOTHDETH, ) TRINBILEW. TOWE, TON—FFT NK
b L IXZF OB, EREnb0 e RS v S,

2. —K (1)
A'—B!
\
/==G—£—ﬂr—J (1)
A2—pg?
K, Jig, BRoBELIGEZHEO T D (1) -1k (2) CFALEKRER
l. ZOMORBEIIFEROFHFE 1L LR LEKREZEDT,
2L, DREERFYEDLTES. GHRINVR=LVE, BERF, BHEL
FELTOVTHIVWEZERFELITEBLLENTHTS IVWiiEEF2EDLT
» BB —-0—, —S—, —CO—, —SO—, —SO0O,—, BLOEH#L
ZAELTO T INWAOEREFEEFNOBIRINZ DR L b—22EE T
BEFHDEFE L ~ADAR—TP—EBRDOTHDETB, ) TRINDFHER
DFEFE 1 L&Y,

3. JOMEGROME LR (3) Tt (4) ThBHEROME 1 T8
D&M,

4. JONEEEEZEFITIRICLoTERINTHTHLEL, EBICE
BEEZHALTOTHEW, 2R b—20BRRTFZ2EE L. SbICHE
BB LO/ EREBEIN TN TS KVRERT 288 L TN TH LN X
Yo ERERE IR L BRI Ch 5 ROHiHE 3 fEH L& W.

5. J PEEMEEZEFITOIRICIoTEBRIN, SHITBREZFLT

Wb LR B RREEE R L BRI G b B R SR 3 TR
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