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4—AF N7~ 7))V X))V 7 x— b (4-methylumbelliferyl sulfate.
BAEE 03 mmo/l), A#IEL bR IO YAV T 7 H —+F
(recombinant human estrone sulfatase . 7.8 ng/wel)$ X % HERIEE DK
BSHEREEHIZ. 0.001 mLODMSOIEM L 2)%, 0.28 mol/LDY 2
— 27 12— X (sucrose)B &£ 180.04 mol/LD =3 F > 7 I R(nicotinamide) % ¢
) UEREE W EH 7.5)(REARE 0.1 mL)IZHEMUL. 37T CTIRMEBRERG%
Toke AMAELPZX POV ANTPH—F L L TEEIZIIE VR
V7 7 &% —¥iE{EF % CHO(Chinese Hamster Ovary)flfgicf A L., BHX
B ORMARBEL THWE, BERSKRTE. 2 mo/L7 U Y v — K1t
> MU D AKEREH 10.3)(0.13 mL) 22 B L. EXTL—F)—F—
(Cyto Fluor ID Z AW, R L A4 A F N7 R) 70> @
methylumbelliferone) D H ¥ @E 2 W E L. MERXF 27U 7 — b
(duplicate) T—EIZfT WV 7y A NEBIXI0%LU T TH > 7=. AhBRILEWD

FEETICBITIBERNOERICT >, ARELEVOBFRERECRIT ST
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2bhO 2N T7 77 —CHEFHZUTORICEIDEHRLE.
A RBIEESYWOEETIIBIF B4 XAF N 7o) 720 DERE
B : REBIEEAYMOIELELETICBITR24-AF N 7o) 720D KE

IO ANT7I—E _ _
Mg (%) - 1007 (100X (A/B) )

P VANT P¥—  NFEEKDOT R O AN T 7 ¥ —BHEEMER.
RBRIEEDZHZMUBVWSEELEBR LTI R M ANV T 75 —BiEMHE B E
P2 B LS RFEROEEAC)TRT I LDHTE S,

HEB 1 THONEREREESRICTT,

HrE 2504 RANT7 74 —CHEEM

ILE&MHRS ICs0 (nmol/L)

1 73
3 61
5 14
6 12
13 12
15 <12
16 <12
17 17
19 35
22 <12
42 ‘ 54
43 59
47 44
55 38
56 41
57 99
58 31

oI NIE. AW (1) T, A5704 RR)W7 78 —FHEERAZT
L. 25704 RENVEVIREMEROEREZETFHAE LTEHATH 5,
&Y (1) FREEZOFEHRICHFETEINZEZ., ZOFFEHLVWEEED
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EEMERDE LTRONFEZEFEZEONCEEINS, 20D XD REZFEMK
MO & LTk, BIZIXgER. Bl BRAL ERAEDIETON S,
FRRFEoRA LI, BFAShEAEFERIh, fIZEESh 2]
AlizSEOMEF. BEEAL. Hekl. mEAl. BELH. SREH. 2L
FRERBEEREEZZAELTWVWTD LW,
EMAMEMCEASNSEEKE LT, BIRIEA. EEAREA, EHe
@K FYVa—R, 737 b= BHE, Y=y b 7 MR W
d—Y « A —F, O —R, XF)ENVo—X, AIWVKRFTAF)VE)V
O—X, b RoFy7ToENNENVO—R, PIVFUEB. YNVI, T ViB)
YDA REEANVS DL, ) VBRKRANVY YL AT TV VBT AT
v A, RE, YVa—-ClE. VIVEY VIEBBIZFVERZXT) LYV
FEMB T 2FIVENBEIT O, ThoFEAOHEEICIE U THEZEREINS,
LRRENOEDIZHWA LAY (1) ORSEBIVCEGEBUZ. BHE T
DI EE X TR, BE5HE. R, Fh. REFICID AR
0. RBOLED LIFERONZS (FIZIE. EHE) ITLh, BFEBEA
1H% b 0.01 ~20mg/kg, 1H1ES L IIHEITH %,

] . = 2 HE:

PITFIZ, Efipl#iET. ERHIFTHANSN TV SIH-NMRIZ270 MHz T
MEZINEHBDTHH, BV T FNVDSEOEOFEMAIL., BEShESE
B, BEel (B, Hz) . 70 P U BZEIEICTRT,

EhEF1 (b&w1)
THE1I-1

4-v RO x4 BB (0.500 g, 3.05 mmol) ZTHF (15 mL) &M L. XK
% TF. EDCI (1.46 g, 7.63 mmol) 3 L U'HOBt (0.467 g, 3.05 mmol) #/NZ .
B3R & T 104 B Lz RV Tn-/ =)V 7 3 (1.68 mL, 9.15 mmol) %/l
Z. BETLAKEER L~ RIGHIZKS L1 mol/LIGEEZMZ . BEEE = F
WVTHIH Ul BB 2 ERKEEKET MY D LAKBK. KW TRAMAEK
THHE L%, KRS M) ULATHBEL. BETEMHLE. S5 ERK
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BES VAT VAZ LA bS5 74— @AFYUIHEBZFIL = 2/1~
1/1) THEL, B)3-@Gre Rox>y 7z )L)N-J VP77 IR
(0.801 g, INKI1%) %1HF)=.
APCI-MS m/z: [M+HI+ 290.
IH-NMR (DMSO-ds) S (ppm): 0.85 (t, J = 6.6 Hz, 3H), 1.25 (m, 12H), 1.43
(m, 2H), 3.13 (m, 2H), 6.39 (d, J = 15.7 Hz, 1H), 6.78 (d, J = 8.6 Hz, 2H),
7.29 (d, J = 15.7 Hz, 1H), 7.37 (d, J = 8.6 Hz, 2H), 7.92 (t, J = 5.6 Hz, 1H),
9.80 (brs, 1H).
THE1-2

E)3- 4t rROoFy 7= )U)N-J=Z)y7 2 V)73 K (50 mg, 0.17
mmol) #DMAC (1.5 mL) &M L. {7 7EA )V (40 mg, 0.35
mmol) ZANZ. BRCIRMEE UL, RIGHITKZMZ. BERTF )V CTHIH
Lz, AHBZEMAIIEKTHE LR, BKRES M) DLATHEL. W
ETEMLE. BohiREZSREEI/ O NS 7 4 — (ZOORIVAI
A% =) =15/1) TREL. 1AW (57 mg, INHE8I%) %1F/=,
FAB-MS m/z: [M+H]* 369.
IH-NMR (DMSO-de) § (ppm): 0.85 (t, J = 6.6 Hz, 3H), 1.25 (m, 12H), 1.44
(m, 2H), 3.15 (m, 2H), 6.60 (d, J = 15.7 Hz, 1H), 7.30 (d, J = 8.8 Hz, 2H),
7.42 (d, J = 15.7 Hz, 1H), 7.64 (d, J = 8.8 Hz, 2H), 8.05 (s, 2H), 8.09 (m, 1H).
EHEHI2 (ba%2)
Ti2—1 .

4t FOFV-2- A bFIRYZ7NLVFTE R (500 mg, 3.29 mmol) ZE DY
v (8 mL) WAL, o (685 mg, 6.58 mmol) BLUyr Ry
(1.63 mL, 16.5 mmol) Z/NZ. TR TL5KM. R\ T60°CT L2 L
Fo RISWZKKITEEAH, 6 mol/LIEFETERMEIC Uzs T LELEE A
BL, KTHELUE. £EMES50°CTEZELE L, (E)-3-@4- k& FoFx-2-4
MNE> 7 xz)V)7 7 VIVER (353 mg, INK55%) 2B/,
APCI-MS m/z: [M-H] 193.
ITH-NMR (CDCls + CD3sOD) S (ppm): 3.85 (s, 3H), 6.36 (d, J = 16.0 Hz, 1H),
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6.43 (d, J = 1.9 Hz, 1H), 6.44 (dd, J = 1.9, 7.5 Hz, 1H), 7.37 (d, J = 7.5 Hz,
1H), 7.92 (d, J = 16.0 Hz, 1H).
THE2-2

EREF 1O TEI-1CE LT, (B)-3-U-e kOFT-2- A b Fo 7 22)0)7
7 1))V (100 mg, 0.515 mmol) ZEDCI (247 mg, 1.29 mmol). HOBt (79
mg, 0.52 mmol) BLUn-/ =)V 73> (0.28 mL, 1.5 mmol) TUE L. (E)-
34 FOFT2-AMFE7z22)V)N-2Z V7270073 F (127 mg, I
CRTT%) E/IZ.
APCI-MS m/z: [M+H]* 320.
THE2-3

EHEFH 1O TR1I-2IC#EL T, (E)3-4-E RoFv-2-XA ¥ 7 x22)V)-N-
J= VP27 IR (60 mg, 0.19 mmol) /AN T 7»EAS) (43 mg,
0.38 mmol) THE L. &2 (63 mg, INK84%) 15/,
APCI-MS m/z: [M+H]+ 399.
TH-NMR (DMSO-de) S (ppm): 0.85 (t, J = 6.6 Hz, 3H), 1.25 (m, 12H), 1.44
(m, 2H), 3.15 (m, 2H), 3.87 (s, 3H), 6.63 (d, J = 16.0 Hz, 1H), 6.91 (dd, J =
2.1, 8.5 Hz, 1H), 6.97 (d, J = 2.1 Hz, 1H), 7.57 (d, J = 8.5 Hz, 1H), 7.59 (d, J
=16.0 Hz, 1H), 8.05 (brs, 3H).
EfEF3 (LE%3)
TH3—-1

ERHIIOTEI-1CEL T, E)-3@e FoXs 7 z2)V)2-AF V70
J)VEE (50 mg, 0.28 mmol) ZEDCI (84 mg, 0.44 mmol). HOBt (69 mg,
0.45 mmol) BXUn-/ =)V 73 > (0.077 mL, 0.42 mmol) THE L., (E)-3-
4B ROFT7z22)2-AF)IN-2ZNUVFZZINVT7I R (BT mg, IE66%)
VR YA
APCI-MS m/z: [M-H]" 302.
TH3—-2

EHEFH 1O TR1-2Ic# T T, (B)-3-4 b Fox> 7= )V)2-AF)V-N-J
=77 N73I K (52 mg, 0.17 mmol) 2 ANV 7 7EA )N (50 mg,
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0.44 mmol) THLHE L. 1t&Y3 (65 mg, INFE100%) %1HF /=,
APCI-MS m/z: [M-H] 381.
IH-NMR (DMSO-de) § (ppm): 0.86 (t, J = 6.7 Hz, 3H), 1.15-1.37 (m, 12H),
1.47 (m, 2H), 2.00 (d, J = 1.3 Hz, 3H), 3.14 (dt, J = 6.0, 7.0 Hz, 2H), 7.18 (s,
1H), 7.30 (d, J = 8.7 Hz, 2H), 7.46 (d, J = 8.7 Hz, 2H), 8.00 (t, J = 6.0 Hz,
1H), 8.03 (s, 2H).
K4 (La4)
Ti4—1

KHFHIOTIELI-LIZH¥E LT, (E)-3-U-A vF>7z)V)2- 77U (27
mg, 0.14 mmol) ZEDCI (43 mg, 0.23 mmol). HOBt (34 mg, 0.22 mmol)
XUn-2 =)y 73 (0.038 mL, 0.21 mmol) TUHE L, (E)-3-4-X bF> 7
TZ)V)N-/J Z)v-2- 757> 73 K (39 mg, IN*E8I%) #15F /=,
APCI-MS m/z: [M+H]* 318.
THE4—2

(E)-3-4- A +¥>7x2=)V)-N-J=)V-2-75>7 I F (24 mg, 0.076 mmol)
ZyvronoAry (1.2 mL) HE@FEL, -18°CT=R{FDE (0.30 mL, 0.30
mmol, 1.0 mol/LY 7 0O A% ViEH) #MA. RRT2GMEBER LA, RKIGHE
CAZ )= )VBIOKZEMZ, Z700F)NVATHEUZ, GH4E%ZMANRR
KSEF N U LOKEE. KO TR ARKTHEE L%, HKREF N>
LATHBL RETEMBLEZ. SohzBB2EB /O N 57 14—
(Zoois)Val7e by =4/1) THEEL, (E)-3-Ge Fo*> 7 x=)V)-N-J
=)WV-2-7F 73 K (13 mg, IWE57%) &57%
APCI-MS m/z: [M+H]* 304.
TFR4-3

KR 1O TE1I-2Ic#E LT, E)3-@EeRkox>7x)V)N-J )27
7> 73 K (17 mg, 0.054 mmol) ZiF{LZA)NV 7 7EA )V (13 mg, 0.11 mmol)
THFE L., &4 (18 mg, INK8T%) #B )=,
APCI-MS m/z: [M+H]* 383.
IH-NMR (DMso-ae,)a(ppm): 0.86 (m, 3H), 1.10-1.50 (m, 14H), 2.46 (s, 3H),
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3.11 (dt, J = 6.1, 6.8 Hz, 2H), 6.19 (s, 1H), 7.29 (d, J = 8.6 Hz, 2H), 7.56 (d,
J = 8.6 Hz, 2H), 7.96 (brt, 1H), 8.03 (s, 1H).
EhuFs (Las~1L&110)

T, EHFAIOTEI-1BLVPIEI-2IC¥ LT, a-¥7 /4 Ro¥x
A RBENRTAETIVEMAIVER, ANV FEAINEL, T2
L&Y~ EP10 %/,

L&H5

APCI-MS m/z: [M+H]* 394.

IH-NMR (DMSO-ds) S (ppm): 0.83 (m, 3H), 1.15-1.58 (m, 14H), 3.19 (m, 2H),
7.46 (d, J = 8.7 Hz, 2H), 8.02 (d, J = 8.7 Hz, 2H), 8.17 (s, 1H), 8.21 (s, 1H),
8.45 (m, 1H).

&6

APCI-MS m/z: [M+H]* 366.

IH-NMR (DMSO-de) & (ppm): 0.87 (t, J = 6.6 Hz, 3H), 1.16-1.38 (m, 8H),
1.50 (m, 2H), 3.20 (m, 2H), 7.46 (d, J = 8.8 Hz, 2H), 8.02 (d, J =8.8 Hz, 2H),
8.17 (s, 1H), 8.20 (s, 1H), 8.45 (t, J = 5.3 Hz, 1H).

&7

APCI-MS m/z: [M+H]+ 338.

TH-NMR (DMSO-d¢) § (ppm): 0.87 (t, J = 6.8 Hz, 3H), 1.19-1.40 (m, 4H),
1.50 (m, 2H), 3.20 (m, 2H), 7.45 (d, J = 8.7 Hz, 2H), 8.02 (d, J = 8.7 Hz, 2H),
8.16 (s, 1H), 8.20 (s, 1H), 8.45 (t, J = 4.8 Hz, 1H).

((A=gk

APCI-MS m/z: [M+H]* 310.

IH-NMR (DMSO-ds) § (ppm): 0.87 (t, J = 7.4 Hz, 3H), 1.51 (m, 2H), 3.17 (m,
2H), 7.45 (d, J = 8.7 Hz, 2H), 8.02 (d, J = 8.7 Hz, 2H), 8.16 (s, 1H), 8.20 (s,
1H), 8.46 (t, J = 4.9 Hz, 1H).

1E&%9

APCI-MS m/z: [M+H]* 352.

IH-NMR (DMSO-ds) S (ppm): 0.85 (m, 6H), 1.59 (m, 4H), 3.30 (m, 4H), 7.43
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(d, J = 8.6 Hz, 2H), 7.75 (s, 1H), 7.98 (d, J = 8.6 Hz, 2H), 8.17 (s, 1H).
L&410
APCI-MS m/z: [M+HI*+ 412.
IH-NMR (DMSO-des) 6 (ppm): 0.84 (t, J = 7.3 Hz, 3H), 1.29 (m, 2H), 1.45 (m,
2H), 3.20-3.65 (m, 8H), 3.37 (t, J = 6.5 Hz, 2H), 7.45 (d, J = 8.9 Hz, 2H),
8.02 (d, J = 8.9 Hz, 2H), 8.19 (s, 2H), 8.44 (t, J = 5.6 Hz, 1H).
EfEFl6 (lb&awil)
TiE6—1

EEFHLIOLRI-1CEL T, a->7 /4 Rkox> T A E#E (51 mg,
0.27 mmol) Z1-B3-PAFNF7 I 7OEN)-3-ZFNVANLEY AL IR (0.077
mL, 0.40 mmol). HOBt (63 mg, 0.41 mmol) B LI XA FIV 7 I ViEERE (31
mg, 0.46 mmol) THMHE L., (E)-2->7.-3-(4-t ROF> 7 2= )V)-N-XAF)
7773 R (33 mg, INEK62%) Z1E/.
APCI-MS m/z: [M-H] 201.
THE6—2

EHEFILIOTEI-2IC# LT, E)2-v7./-3@Et RoFx>y 7 x=)V)N-X
FIU7Z2 U7 IR (31 mg, 0.16 mmol) 2RI T 7»EA ) (43 mg,
0.38 mmol) T L. t&¥11 39 mg, INHE8I%) %15 /=,
APCI-MS m/z: [M+H]+ 282.
TH-NMR (DMSO-de) S (ppm): 2.75 (d, J = 4.6 Hz, 3H), 7.45 (d, J = 8.8 Hz,
2H), 8.02 (d, J = 8.8 Hz, 2H), 8.18 (s, 1H), 8.19 (s, 1H), 8.40 (m, 1H).
EHiBl7 (ba¥i12)
THET7-1

p-7EFIVT x/—)V (20.0 g, 147 mmol) ZDMF (200 mL) IZFEM L. XK
BF. KBEF MU DL (6.46 g, 0.16 mol, 60%JlME). RKNWTrZ DO RXF )L A
F)vx—7)v (16.7 mL, 220 mmol) ZANZ. EHRE C2REERRL 2. KIS
WIZKB X RBFRERKE T MU D AKBHZEMZ, BFEEZFIVTHIH L=,
HHEZMMNMBIEKTHRE LB, SRRSO LATEREL, BETE
MLl BONEREZ VAT NVASAZOR NS 74— (-~"FHY )
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BB F IV = 9/1) THREL. 44X MFS A MF) 7720 (237 g,
I #89%) #5F7=,
FAB-MS m/z: [M+H] + 181.
IH-NMR (CDCls) S (ppm): 2.56 (s, 3H), 3.48 (s, 3H), 5.23 (s, 2H), 7.07(d, J =
9.1 Hz, 2H), 7.93 (d, J = 9.1 Hz, 2H).
- TRE7-2

4- (XA PFVRAMF)PE M7 2> (150 mg, 0.831 mmol) B LS EH
2THBLNZ2-7/-N-FYNV7E 73 K (187 mg, 0.834 mmol) % )L
Y 3 mlL) ICHEML. B 7> E=" 4 (500 mg, 6.49 mmol) B X UFEER
(1.17 mL, 20.4 mmol) /1%, ZiFZ MV THELETA—2-AF—7
(Dean-Stark) # f W T, TRBEMEABRH L. KIGHEZ KBS L%, K2
Z. BB FIVCHIEUE. GHB 2 0MAIEKTHS LUK, HBKKREES
N)DATHBEL, METEELEZ. BohEREEZS VAT VAS LD
NI T4 — @AFYUMBIFIV = 9/1) TREL, E)2->7 /) -N-F
SNW-3[4-(APFLAMFV)Z72Z)V]-2-7F 073 K (120 mg, INEK37%)
BLUY@D 227 ) N-FIN3[4- (A PFIAPFL)T 22 )V]2-TF 273
k (820 mg, UNF26%) %7z,
E-{K
ESI-MS m/z: [M-H]" 385.
IH-NMR (CDCl5) 6 (ppm): 0.88 (t, J = 6.6 Hz, 3H), 1.18-1.44 (m, 14H), 1.58
(m, 2H), 2.65 (s, 3H), 3.35 (dt, J = 6.1, 7.0 Hz, 2H), 3.49 (s, 3H), 5.21 (s, 2H),
6.31 (brt, 1H), 7.09 (d, J = 8.9 Hz, 2H), 7.41 (d, J = 8.9 Hz, 2H).
Z-1k
ESI-MS m/z: [M+H] + 387.
IH-NMR (CDCl5s) & (ppm): 0.88 (t, J = 6.8 Hz, 3H), 1.02-1.39 (m, 16H), 2.48
(s, 3H), 3.14 (dt, J = 5.9, 6.9 Hz, 2H), 3.47 (s, 3H), 5.19 (s, 2H), 5.49 (brt,
1H), 7.04 (d, J = 8.8 Hz, 2H), 7.23 (d, J = 8.8 Hz, 2H).
TiE7—3

E)2->7 7 NFINW-3 4 (X PFPAPMFV)T7 2z V]2-TF 0PI R
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(120 mg, 0.310 mmol) ZTHF (4 mL) BL®s V7o) 7Va—)L (4
ml) OEGBECHRE L. 4 mol/LIERE 4 mL) %#/MZ. 40°CT1RE#E# L
Foo RIGHICKE L CRIFIRBBKET M) D LAKBHEMZ. BB F )L T
MUz, AHEZEMNAEKTHE LR, BKERFI MY D LATHEL.
WETEHELUE. BohEREZY AV 7OV —F NV En~FY U ORE
BETI)FalL—varl, BE)2-v7/-NFY)-3@GreRkoFy 7z
WV)-2-7F 273K (91 mg, INK86%) #HE/-,

ESI-MS m/z: [M-H] 341.

IH-NMR (CDCls) & (ppm): 0.88 (t, J = 6.6 Hz, 3H), 1.10-1.40 (m, 14H), 1.56
(m, 2H), 2.65 (s, 3H), 3.36 (dt, J = 6.1, 7.0 Hz, 2H), 5.32 (brs, 1H), 6.27 (brt,
1H), 6.88 (d, J = 8.8 Hz, 2H), 7.38 (d, J = 8.8 Hz, 2H).

THET7T—4

L 1D TR1I-2I2¥ T, B)2-> 7/ -N-FY)-3@rekkoFyrx
ZIV)2-7F 73R (86 mg, 0.25 mmol) ZIHE{XIN T 7EA ) (70 mg,
0.61 mmol) THLFR L. {t&H12 (83 mg, INHKTI%) 2H /-,

ESI-MS m/z: [M-H] 420.

IH-NMR (DMSO-ds) S (ppm): 0.85 (t, J = 6.6 Hz, 3H), 1.12-1.38 (m, 14H),
1.48 (m, 2H), 2.27 (s, 3H), 3.17 (m, 2H), 7.38 (d, J = 8.6 Hz, 2H), 7.61 (d, J =
8.6 Hz, 2H), 8.14 (s, 2H), 8.65 (brt, J = 5.5 Hz, 1H).

KHEFI8 (fb&¥13~{tE116)

LT, EfFITOTERTI-2ICETC T, 4+(RXA M A ME) PR M7
ERBTAEN-ZIVF)-2-27 ) 7 b7 IR (BbAYISEF2ICELTY
TOMBENIETETIVEIDELOND) LHAIR K. ERFITOLIRET
—3BLVIRT-4AIZEUT. WA MFIAFIVERNTANT 7 EA VL
2TV, L&MW1~ EW 1628 =,
fL&¥13
FAB-MS m/z: [M+H]* 408.

IH-NMR (DMSO-ds) S (ppm): 0.85 (t, J = 6.7 Hz, 3H), 1.20-1.40 (m, 12H),
1.48 (m, 2H), 2.27 (s, 3H), 3.18 (dt, J = 5.8, 6.8 Hz, 2H), 7.38 (d, J = 8.8 Hz,
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2H), 7.60 (d, J = 8.8 Hz, 2H), 8.13 (brs, 2H), 8.65 (t, J = 5.8 Hz, 1H).
b&a¥14

FAB-MS m/z: [M+H] + 408.

IH-NMR (DMSO-ds) & (ppm): 0.85 (m, 3H), 0.90-1.35 (m, 14H), 2.39 (s, 3H),
2.91 (m, 2H), 7.26 (d, J = 8.3 Hz, 2H), 7.41 (d, J = 8.3 Hz, 2H), 8.07 (brs,
2H), 8.28 (t, J = 5.5 Hz, 1H).

L&15

APCI-MS m/z: [M-H] 392.
IH-NMR (DMSO-ds) S (ppm): 0.85 (t, J = 6.8 Hz, 3H), 1.15-1.35 (m, 10H),

1.48 (m, 2H), 2.27 (s, 3H), 3.18 (dt, J = 5.8, 6.7 Hz, 2H), 7.38 (d, J = 8.8 Hz,
2H), 7.61 (d, J = 8.8 Hz, 2H), 8.14 (s, 2H), 8.66 (t, J = 5.8 Hz, 1H).
{t&n16

APCI-MS m/z: [M-H] 378.
IH-NMR (DMSO-de) S (ppm): 0.87 (t, J = 6.8 Hz, 3H), 1.16-1.39 (m, 8H),

1.48 (m, 2H), 2.49 (s, 3H), 3.18 (dt, J = 5.9, 6.5 Hz, 2H), 7.38 (d, J = 8.5 Hz,
2H), 7.61 (d, J = 8.5 Hz, 2H), 8.15 (s, 2H), 8.67 (t, J = 5.9 Hz, 1H).
KB (ba¥17)
TF9—1

EHFETOTRET—1CHELT, preE kEF> 7oA 7/ > (1.00 g, 6.66
mmol) Z7 00 AXAFI)VAFI)T—F)V (0.76 mL, 1.0 mmol) B L PKEILF
M)A (293 mg, 7.3 mmol, 60%3Hi 1) TUHE L, 4 (X FFT X MF2)T7DO
v47 =/ (1.30 g, IE100%) %HF=,
FAB-MS m/z: [M+H]* 195.
IH-NMR (CDCly) 6 (ppm): 1.21 (t, J = 7.3 Hz, 3H), 2.96 (q, J = 7.3 Hz, 2H),
3.48 (s, 3H), 5.23 (s, 2H), 7.07 (d, J = 8.9 Hz, 2H), 7.94 (d, J = 8.9 Hz, 2H).
TF9—2

EHHITOTRT -2 T, 44X MFTAMNXI)TOEAT7 ) V%S
LFI3T/BENE2-V7 /) NI 27 b7 I REMHEI G, E/HHITO
ITRT-3BLIUVIBT-4ALCELT. WA MFIAFIMEERAINT 7EA VL
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zZiT0, LEW1ITE B,
APCI-MS m/z: [M-H]- 341.
TH-NMR (CDCls) S (ppm): 0.88 (t, J = 6.8 Hz, 3H), 1.04 (t, J = 7.4 Hz, 3H),
1.11-1.41 (m, 12H), 1.58 (m, 2H), 3.06 (q, J = 7.4 Hz, 2H), 3.36 (dt, J = 5.9,
7.1 Hz, 2H), 6.27 (brt, 1H), 6.88 (d, J = 8.8 Hz, 2H), 7.31 (d, J = 8.8 Hz, 2H).
EKfEHI10 ({LE18)

TH10—-1

Kt H ) v A (31.51 g, 561.6 mmol) IZDMSO (70 mL) ZiNZ. 60°CT
ByLiabss, DMSO (25 mL) WEMLZ4 (A M FYAMFI)PE M7
J v (493 g, 27.4 mmol) BLA Y AF)IV (13.6 mL, 218 mmol) # 1K
B TMA. BICERE T2 L. RIS Z B L&, KKkEMZ.
BB F IV CTHIE Uiz ARBZK. ROTRMAIEKTHRE L%, K
WBRF MO ATHBEL, BETERLUE. SohiEREEZS VAT IVAS
LAZOXRMNIST7 4 — (-~FHUMBRTFIV= 20/1) THEEL, 1-[4-(X b
XFUAMFI)Z 2 Z)V]2-AF)N TNy -1-F 2 (1.40 g, IWNE25%) Z2H 7=,
IH-NMR (CDCls) 6 (ppm): 1.21 (d, J = 6.8 Hz, 6H), 3.50 (s, 3H), 3.51 (m,
1H), 5.23 (s,\ZH), 7.07 (d, J =9.1 Hz, 2H), 7.94 (d, J = 9.1 Hz, 2H).
TH10—2

REHTOTRT-2ICHE LT T, 14X MFTAMFI)T7 22 )V]-2- XA F )
78y -1-4 Y (1.17 g, 5.62 mmol) # > 7 FEE T F)L (1.23 mL, 11.2
mmol), 7> E= A (1.57 g, 20.4 mmol) B L UFEEE (4.70 mL, 82.1
mmol) THUE L, (E)-2->7 /7 -3[4-(A MFTAMFV)T 2 Z)V]-4- A F)V-2-
_yFUBTF)I (0.87 g, BR51%) Z2F=,
APCI-MS m/z: [M-H] 302.
IH-NMR (CDCls) 6 (ppm): 1.09 (t, J = 7.2 Hz, 3H), 1.10 (d, J = 7.0 Hz, 6H),
3.46 (g, J = 7.0 Hz, 1H), 3.49 (s, 3H), 4.04 (g, J = 7.2 Hz, 2H) , 5.19 (s, 2H),
6.92 (d, J = 8.9 Hz, 2H), 7.04 (d, J = 8.9 Hz, 2H).
TF10—-3

B)2->7/7-3[4 (A PFYAPMFV)T 2oV AAFN-2- RO T VBT
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V(120 mg, 0.396 mmol) Z A% /—) (2.4 mL) BLUK (0.8 mL) DREE
ISR L. KERMEY) 7 4 (47 mg, 2.0 mmol) #HNZ. 40°CT255 18
BUE. METAY ) —)VZEH L. 1 mol/LEEE (2 mL) Zx. BETF
WTHIH U, AHEZEMRIBEKTHRE LR, KRBT M) D LATE
Bl BonzFHEZRETERBL. B)-2-v7 /34 (A x> A bx
)7 224 A F)-2- R F U (111 mg) 287z,

APCI-MS m/z: [M-H] 274.

THE10—4 | '

IO TEI-1LIZE LT, E)2->7 /34X +FT X bFP)7 =
WI-4- A F)-2-_>F U (111 mg) ZEDCI (114 mg, 0.594 mmol), HOBt
(91 mg, 0.59 mmol) BLUn-/ =)L 73 > (0.108 mL, 0.594 mmol) TAHLEE
Le B)2-37 3[4 (A MFTAMFI)T7 2= V]4-AF)U-N-J =Z)U-2-)
Y773 R (20 mg, INK12%) #F-,

APCI-MS m/z: [M+H]* 401.

'H-NMR (CDCls) S (ppm): 0.88 (t, J = 6.7 Hz, 3H), 1.04 (d, J = 6.8 Hz, 6H),
1.16-1.41 (m, 12H), 1.55 (m, 2H), 3.35 (dt, J = 5.9, 7.0 Hz, 2H), 3.50 (s, 3H),
4.14 (m, 1H), 5.20 (s, 2H), 6.19 (m, 1H), 7.08 (m, 4H).

TF10—-5

ERFTOTRT-3BLVCLET-4c#E LT, E)2->7 34X+ F
AFFI)TZ 22 WV]4-RAFINV-N-J Z)-2-_RUFUPI REBRAMNFS ATV
fERNT RV 7EA LI L, bEW18%18/,

APCI-MS m/z: [M-H]" 355.

IH-NMR (CDCls) S (ppm): 0.88 (t, J = 6.7 Hz, 3H), 1.03 (d, J = 6.9 Hz, 6H),
1.14-1.44 (m, 12H), 1.58 (m, 2H), 3.35 (dt, J = 6.1, 7.0 Hz, 2H), 4.07 (m, 1H),
5.33 (s, 2H), 6.28 (brt, 1H), 7.19 (d, J = 8.4 Hz, 2H), 7.38 (d, J = 8.4 Hz, 2H).
EEFI11 ({b&919)

TR11-1

EHHTOTRT-1UCHEL T, p-7BET7 ./ —)V (4.00 g, 23.1 mmol) %
KFEEF MY A (1.02 g 25 mmol, 60%iE) BLUKZ7 oo AF NV AFILT

.50-



WO 03/020690 PCT/JP02/08665

—5 )V (2.63 mL, 34.7 mmol) THH L. 1-70F 4 (X FF A PFI)RY
£ (5.18 g, WHE100%) %17z
1H-NMR (CDCls) 8 (ppm): 3.46 (s, 3H), 5.14 (s, 2H), 6.92 (d, J = 9.1 Hz, 2H),
7.38 (d, J = 9.1 Hz, 2H).
THE11-2

1" 70F 4 (XA FPFIVRAFFIIRNCEY (270 mg, 1.24 mmol) ZTHF (2
mL) CHEFEL. -78°CTn-7F I F v A (0.86 mL, 2.2 mmol, 2.5 mol/L n-
ANFY VB BRACMZ. 5AMBRLER. HERET7 VA DR F
)V (0.156 mL, 1.62 mmol) ZIRAITMA. 1557 IR Lz RIBIKICKZ NN
Z. BEBR=F NV THIH L. EHRBZRAMNARKTHE L&, KRR
M) DLATHBRL, BETEMLUE. SohERERZS VAT VA LD
RETST 4 — (-AFYUMEEBIFIV= 10/1) THE L. 2-7)V40-1-[4-
APFVRAMEV)7 )V H )2 (1838 mg, INK56%) Z1F7=,
FAB-MS m/z: [M+H]* 199. ‘
TH-NMR (CDCls) S (ppm): 3.48 (s, 3H), 5.24 (s, 2H), 5.48 (d, J = 47.2 Hz,
2H), 7.10 (d, J = 8.9 Hz, 2H), 7.88 (d, J = 8.9 Hz, 2H).
Ti#11-3

ERHITOLRT-2ICE LT, 227043014 (RXFTAMF)7 2=
Ny ) o %2B8EFSTHEOINB2-VF/)-N-J )7L M7 REBEIE
. ERFITOTET-3BLTIRT—4ETT, A MFTAF IR
WTRIVZ 7EAWVEZEITV., (LEWI9%EE,
APCI-MS m/z: [M-H] 424.
IH-NMR (CDCls) 68 (ppm): 0.88 (t, J = 6.7 Hz, 3H), 1.19-1.40 (m, 12H), 1.57
(m, 2H), 3.35 (dt, J = 6.4, 7.2 Hz, 2H), 5.15 (s, 2H), 5.89 (d, J = 48.6 Hz, 2H),
6.39 (brt, 1H), 7.40-7.53 (m, 4H).
EHEFI12 ({6AW208 L EEY21)
TiE12—1

EHHIIOTIEILI-2ICE LT, 1-70F4-RXAPFFTRAMFI)RVEY
(270 mg, 1.24 mmol) Zn-7F )Y F o A (0.60 mL, 1.5 mmol, 2.5 mol/L n-
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ANFV VB BLOMNY ZVAOBERTFIL (0.223 mL, 1.87 mmol) THL
HU, 222 b 7)ge-1-4(X b A F2)T7z=2)0]x2d 0 > (132
mg, INK4T%) %215,
FAB-MS m/z: [M+H]* 235.
IH-NMR (CDCls) S (ppm): 3.49 (s, 3H), 5.27 (s, 2H), 7.14 (d, J = 9.1 Hz, 2H),
8.05 (d, J =9.1 Hz, 2H).
T12—-2

ERFITOTRT—2ICH¥ LT, 2,22- M) 703 0-1-[4 (X FFI A PFY)
ZxZNWVZY ) U ESEFITHOND2- V7N Z)v7E b7 3 REHE
GEXREE. ERAITOTET-3BLIUVIET-4ICELTT, A MFIAF
WMEE RV T7 7 EAIVEEITWV. (EEW20B X MEGW2121F o
L&#20 |
APCI-MS m/z: [M-H]' 460.
IH-NMR (CDCl3) S (ppm): 0.88 (t, J = 6.6 Hz, 3H), 1.17-1.43 (m, 12H), 1.58
(m, 2H), 3.40 (dt, J = 6.6, 6.9 Hz, 2H), 5.16 (s, 2H), 6.04 (brt, 1H), 7.45 (d, J
=9.1 Hz, 2H), 7.51 (d, J = 9.1 Hz, 2H).
ft&am2l1
APCI-MS m/z: [M-H] 460.
1IH-NMR (CD30D) 6 (ppm): 0.80 (t, J = 6.8 Hz, 3H), 0.92 (m, 2H), 0.99-1.32
(m, 12H), 2.91 (t, J = 6.8 Hz, 2H), 7.25-7.42 (m, 4H).
EhEp13 ({b&922)
TH#13—-1

EEHTOTHRT-1CHEL T, pE ROFOEREFTBRAFIV 3.01 g, 19.8
mmol) Z/KE F M) v A (0.95g, 24 mmol, 60%HME) BLUroo X F)u
AFNVT—F)b (2.25 mL, 29.6 mmol) THMHE L., 4-(X FF IR FFI)EHE
BRAF)V (3.88 g, INK100%) #1E /=,
FAB-MS m/z: [M+H]* 197.
IH-NMR (CDCls) S (ppm): 3.48 (s, 3H), 3.89 (s, 3H), 5.22 (s, 2H), 7.05 (d, J =
9.1 Hz, 2H), 7.99 (d, J = 9.1 Hz, 2H).
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Ti#13-2

ERFL0ODLRI0-3ICHELU T, 4R PFIAMNFIRBEBAF NV
(1.68 g, 8.58 mmol) %K) F v A (1.03 g, 43.0 mmol) THLE L, 4-(X
Pry X M FI)REEH (1.37 g, INEK88%) #H /-,
FAB-MS m/z: [M+H]+ 183.
TH-NMR (CDCls) S (ppm): 3.49 (s, 3H), 5.25 (s, 2H), 7.09 (d, J = 8.9 Hz, 2H),
8.07 (d, J = 8.9 Hz, 2H).
T#13-3

4-(RA FF A MEV)REAEFE (500 mg, 2.74 mmol) ZDMF (5 mL) <&
fRL. KB T, 2EHI3TESNE2-7/-N-=Z)V7E b7 3K (576 mg,
2.74 mmol). DEPC (0.499 mL, 3.29 mmol) BLU MV TF V73> (1.22
mL, 8.77 mmol) Z/NZ. FEEE T2, RNWTER T2\ 2. KIS
WICHBRZFIVEMZ. BN REYZI0%HMER. K. fWMKBKET MY
U LAIKBWE. RONTRNBIEKTHE L 2R, TKMEF MU DLATEREL.
BETEMFLE, BoNERERZS VAT VASLAIOY NS 74— (@~
XY UM FIV=17/3) THEL, 2->7 /-3t FoFxy-3-[4-(X bFT X
MNFI)Z 2= VIN-J2Z VP 7 U N7 I R (486 mg, INEK4T%) 215
APCI-MS m/z: [M-H] 373.
IH-NMR (CDCls) S (ppm): 0.88 (t, J = 6.8 Hz, 3H), 1.20-1.46 (m, 12H), 1.58
(m, 2H), 3.37 (m, 2H), 3.48 (s, 3H), 5.23 (s, 2H), 6.22 (brs, 1H), 7.10 (d, J =
8.9 Hz, 2H), 7.95 (d, J = 8.9 Hz, 2H).
TH13—4

EREFTOLRT-3BLVILET-4IC¥ LT, 2->7 /-3 £ Rox-3-[4-
(APMFIYAMEFI)ZzZNIN-ZNVTZIZIONVT I RERA S AF)V1L
RNTRAN T 7EA MG L. {6EW22%215 72,
APCI-MS m/z: [M-H]" 408.
IH-NMR (CDCl3) 6 (ppm): 0.89 (t, J = 7.3 Hz, 3H), 0.99-1.50 (m, 12H), 1.62
(m, 2H), 3.37 (m, 2H), 6.25 (m, 2H), 7.45 (m, 2H), 8.01 (m, 2H).
Efifl14 ({tA23)
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TiE14—-1

2->7 /-3 RaFy -3 (APFIAMNFI) 72 )NVIN-VZ V7o)
V7 I K (31 mg, 0.082 mmol) Z2¥ 70D A% > (0.5 mL) IZHEMEL. Y
AFII VP ALY (0.165 mL, 0.30 mmol, 2.0 mol/L n-~FH > ¥
W EZMZ. FERTI0MEHRLE. RIGEZRETEML. S5 hE-RE2
SREBIOY NS 74— @AFY VBB FIV= 2/1) THREL, 2-v
73 APMFY AR INFVAIMNFU)T 2NNV VT IIT IR
(24 mg, INKT4%) ZE/o
APCI-MS m/z: [M+H]* 389.
IH-NMR (CDCls) S (ppm): 0.88 (t, J = 7.1 Hz, 3H), 1.18-1.37 (m, 12H), 1.57
(m, 2ED), 3.37 (m, 2HD), 3.50 (s, 3H), 3.72 (s, 3H), 5.22 (s, 2H), 6.92 (brs, 1H),
7.15 (d, J = 8.7 Hz, 2H), 7.42 (d, J = 8.7 Hz, 2H).
TiE14—2

EREHTO LET-3BLVTRT-4IC#ELT, 2.7 /-3 X ¥ -3-[4-
RAFFTAMFI)Z2ZNIN-2Z NP7 V7 I RERA MF Y AF)UL
KNTRNTZ 7EALIWMBIZAH U, 6&Y23%E 720
APCI-MS m/z: [M-H] 422.
IH-NMR (CDCls) & (ppm): 0.88 (t, J = 6.6 Hz, 3H), 1.18-1.45 (m, 12H), 1.62
(m, 2H), 3.42 (dt, J = 5.8, 7.1 Hz, 2H), 4.33 (s, 3H), 5.22 (s, 2H), 7.35 (d, J =
8.9 Hz, 2H), 7.81 (d, J = 8.9 Hz, 2H), 11.43 (brt, 1H).
Ehap15 (b&¥24)

KB TOTET-2IC#E U T, 4R MFI R MEFI)PE T/ VB2
7 ) WiBtert 7 F I LA X BB, EHHTOTRTI-3BXUTRTI— 41
EUT. MAPMFIUAFIWLE RNV T 7EANMEZITV. LEY24%25 7=,

- APCI-MS m/z: [M-H] 337.

IH-NMR (CDCls) S (ppm): 1.57 (s, 9H), 2.63 (s, 3H), 5.35 (brs, 2H), 7.40 (d,
J =8.7Hz, 2H), 7.47 (d, J = 8.7 Hz, 2H).

EfEFI16 ({L&H2s)

TH16—1
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BEHITHELND2-7/-N-/Z)V7E 73 K (500 mg, 2.38 mmol)
Z#THF (10 mL) IS L. 24 EXQ@ M IINWFF)1,3-VF 724 VKA 7
Ty 224 Y2ANVT 4 F (634 mg, 1.45 mmol) ZHNZ. HiE TL5RREHL
o BIZ, 24 Rp-FYNFA)1LIVF P24 VHRAT Y V24V )
7 4 K (307 mg, 0.703 mmol) Z/NZ. FRMTLAKMERL 2R, TEW%E
AUk, METEHBL, SonEREBEZ VAV VASLIOR NI ST
4 — (-AFYUEBTFI = 4/1) THRL, 2->7 /N2 )IVF4 7%
P73k (498 mg, IEI2%) &z,

APCI-MS m/z: [M-H] 225.

IH-NMR (CDCls) S (ppm): 0.89 (t, J = 6.4 Hz, 3H), 1.18-1.45 (m, 12H), 1.70
(m, 2H), 3.68 (dt, J = 6.3, 6.9 Hz, 2H), 3.93 (s, 2H), 7.67 (brs, 1H).

TiE16—2

REHITOTHRT-2IC¥EL T, 44X MRV AMF)PR b7 > (100
mg, 0.555 mmol) #2->7 ./ -N-/J Z)VFA 7L b7 K (153 mg, 0.676
mmol) LHEEXBEE, KEMTOTERET-3IBLPIRT-4ICE LT, B
AMFYRAFIMLERI T 7 EA B EITO. {LEW25 (E/Z = 77/23) %1872,
APCI-MS m/z: [M-H] 422.

E#&®H-NMR (CDsOD) S (ppm): 1.10 (t, J = 6.3 Hz, 3H), 1.28-1.72 (m,
12H), 1.93 (m, 2H), 2.41 (s, 3H), 3.89 (t, J = 7.2 Hz, 2H), 7.60 (d, J = 8.9 Hz,
2H), 7.79 (d, J = 8.9 Hz, 2H).

Z{AD1H-NMR (CDs0D) 6 (ppm): 1.09 (t, J = 6.8 Hz, 3H), 1.16 (m, 2H), 1.29-
1.67 (m, 12H), 2.63 (s, 3H), 3.56 (t, J = 6.9 Hz, 2H), 7.49 (d, J = 8.9 Hz, 2H),
7.69 (d, J = 8.9 Hz, 2H).

KHEiBI17 ({b&%126)

TR17-1

EHFITOLRT—2IC#EL T, p-7ZA7ZNFTE K (527 mg, 3.87 mmol) %
TF)~o i (516 mg, 3.91 mmol), EEFE 7 E = A (2.24 g, 29.1
mmol) B &L UFH (10.6 mL, 185 mmol) THMHEE L. (E)-2-=F)L-3-(4-X
XV 7z2))7 7 U)IVER (78 mg, INE10%) ZH /-,
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FAB-MS m/z: [M+H]+ 206.
IH-NMR (CDCls) S (ppm): 1.22 (t, J = 7.4 Hz, 3H), 2.60 (q, J = 7.4 Hz, 2H),
3.84 (s, 3H), 6.94 (d, J = 8.9 Hz, 2H), 7.40 (d, J = 8.9 Hz, 2H), 7.74 (s, 1H).
TiE17-2

K40 THE4-1~TE4-3CE LT, E)2-2FNV-3-@RAIMF> 7=
W7 INVEET I FMb, BiA FIVERWTINV T 7EA4 VLT L. &
Y126 %157
APCI-MS m/z: [M+H]+ 397.
IH-NMR (CDC13) 8 (ppm): 0.88 (t, J = 6.7 Hz, 3H), 1.13 (t, J = 7.6 Hz, 3H),
1.18-1.68 (m, 14H), 2.50 (q, J = 7.6 Hz, 2H), 3.37 (dt, J = 5.8, 7.2 Hz, 2H),
5.05 (brs, 2H), 5.85 (brt, 1H), 7.07 (s, 1H), 7.20-7.37 (m, 4H).
EfEFE18 (Ib&H27)
THE18—1

EHEHIOTEI-1ZELCT, 4 ROF> 72 )LENVE V8 (100 mg,
0.560 mmol) #EDCI (268 mg, 1.40 mmol). HOBt (86 mg, 0.56 mmol) & &
Un-/ =)V 73 (0.31 mL, 1.7 mmol) TAMH L, 3@t FopFx> 7 =z=
JV)-N-J Z)-2-FF0 704> 73 K (47 mg, INEK28%) %15/,
APCI-MS m/z: [M-H]" 304.
IH-NMR (CDCls) 6 (ppm): 0.87 (t, J = 6.6 Hz, 3H), 1.25 (m, 12H), 1.52 (m,
2H), 3.28 (m, 2H), 4.12 (s, 2H), 6.43 (brs, 1H), 6.77 (d, J = 8.4 Hz, 2H), 7.04
(m, 1H), 7.08 (d, J = 8.4 Hz, 2H).
THE18-2

3-4-E FEFY7z2)V)N-VZ)-2-FFV 70473 F (121 mg,
0.396 mmol) Z A%/ —)V (2 mL) ML, FUARMFIXAZ > (0.860
mL, 7.86 mmol) BXUH > 77— )VE v (10 mg, 0.043 mmol) %% .
MEGRFE T, TREBIR L. RIBEEBRS Lz, fAMREBAKEF M) DA
KBWEMZ, BT FIVTHH Uz, BB 2HANAERKTHEHS L&,
MAMERST PO LATHBRL. METREMLE. BohzB&EZ v B
mL) ZEEL, Y 77— FEVER (11 mg, 0.047 mmol) ZHNZ., MNEE
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MR LOREREIR Uzo RIGIZBOS LB, fMRERKEST MU D AKE
WEMZ. MR F)VTHELE. AHEZENAERKTHE LB, K
RIBRT P DOLATHBREL, METEMELUE. Soh-REZzREEI D>
NS 7 40— @~FYUBEBRTFIV = 2/1) THEL, 3-@4erkoxy oz
ZI)2ARFYN-Z VT IYNVT IR 27T mg, WE21%) 2k,
APCI-MS m/z: [M-H] 318.
IH-NMR (CDCls) § (ppm): 0.87 (t, J = 6.8 Hz, 3H), 1.14-1.46 (m, 12H), 1.58
(m, 2H), 3.38 (dt, J = 6.6, 6.9 Hz, 2H), 3.62 (s, 3H), 6.73 (brt, 1H), 6.88 (d, J
= 8.6 Hz, 2H), 6.93 (s, 1H), 7.02 (s, 1H), 7.53 (d, J = 8.6 Hz, 2H).
TH18-3

ERH IO TR -2 % LT, 3@ E FOFS 7 22)0)2-4 hFS-N-J =
V727 )73 K (27 mg, 0.085 mmol) éiﬁl{bx;w 7 €4 )V (40 mg, 0.35
mmol) T L. 1LE&W27 24 mg, INFEKT71%) ZE)=,
APCI-MS m/z: [M-H]" 397.
IH-NMR (DMSO-ds) S8 (ppm): 0.85 (t, J = 6.6 Hz, 3H), 1.11-1.34 (m, 12H),
1.47 (m, 2H), 3.17 (dt, J = 5.8, 6.4 Hz, 2H), 3.60 (s, 3H), 6.65 (s, 1H), 7.27
(d, J=8.7Hz, 2H), 7.74 (d, J = 8.7 Hz, 2H), 8.01 (brs, 2H), 8.24 (brt, 1H).
K119 (1b&a428)

TH19—-1

EHFTOTHRET-1UCE LT, pE REFIRUIPZIVTE R (200 g, 16.4
mmol) ZkFE/F M)A (0.72 g, 18 mmol, 60%3HiE) B oo A F)
AFNLT—5) (1.87 mL, 24.6 mmol) THUHE L, 4-(X FFT A MFI)NRY
A7WFE R (2.53 g, WEI3%) £/,
FAB-MS m/z: [M+H]* 167.
IH-NMR (CDCls) S (ppm): 3.49 (s, 3H), 5.26 (s, 2H), 7.15 (d, J = 8.8 Hz, 2H),
7.84 (d, J = 8.8 Hz, 2H), 9.90 (s, 1H).
TH#19-2

k¥ F. THF (0.5 mL) Z/Kk#E/F MY A (19 mg, 0.079 mmol, 60%;3H
) BLUTHF (0.2 mL) ZHEMR L= AS 2 —)V (0.016 mL, 0.40 mmol) %
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Mz, FiRT30H B L&, EEETTHF (0.5 mL) Z&EM L =4-(X b
FIUAPMFIIRVZAPIFTE R (40 mg, 0.24 mmol) BLXU7 7 VIVEE R F
JU (0.030 mL, 0.33 mmol) Z/NZ. R\ TINFMERL L. RisHicKk (1
mL) ZMMZ. THFZWETFHEELEE, 15%KB{ES M) Y LKkEKR (4 mL)
ZMZ. 303 RIMEGER LU =0 RIS ZBIS LB, KEZ MV > Tk
L. 2 molVLIEERZMZ . pHZKIBICHE Lz, 70 0R)VATHE L ZE.
AHEZAMARKTHSE L. MAKRERS M) D ATEREL, BETEML
o BONEERBEZSNEBI/ O NS 74— (0O FRIVALIAY ) =)
=9/1) THE L, E)3[4-RAIFFTAINFI)7 )] 2-(XR b FT A FIV)7
2 1) VIR (28 mg, INR4T%) 2157,
APCI-MS m/z: [M-H] 251.
IH-NMR (CDCls) S (ppm): 3.46 (s, 3H), 3.49 (s, 3H), 4.29 (s, 2H), 5.22 (s,
2H), 7.08 (d, J = 8.6 Hz, 2H), 7.53 (d, J = 8.6 Hz, 2H), 8.02 (s, 1H).
TH19-3

EHEFLIOTEI-UIET T, E)3[4-(RXR XA PFV)7 2= )V]-2-(X
FNESAFIVIFZI VINVEBER ) Z)VT7 IV HEI %, EfRfI7To TRET
—3BLVPLET—ATHELT WA MFIAFIVLEANT 7 A VL EST
W, L2282 E .
APCI-MS m/z: [M-H]" 411.
IH-NMR (CDCl3s) 6 (ppm): 0.88 (t, J = 6.8 Hz, 3H), 1.10-1.42 (m, 12H), 1.56
(m, 2H), 3.33 (m, 2H), 3.36 (s, 3H), 4.20 (s, 2H), 5.64 (brs, 2H), 7.03 (brt,
1H), 7.21-7.37 (m, 4H), 7.64 (s, 1H).
Eii120 (lb&%29)
TH20—1

ERFHI2O THE2-UHE LT, 4RV INFFV-2-AF IR IPIVFTE R
ZEYOVBBBLOERD) YV TUE L =%, EHEALIOTELI-1IZEL T, n-
JZNWTIVEHEESE, B)3-UWRVYINAFV2-AFNT 2Z)V)-N-J =
W77 )73 R 37Tmg, IWRTT%) 2B,
APCI-MS m/z: 394 [M+H]*.
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TH-NMR (CDCls) § (ppm): 0.88 (t, J = 6.6 Hz, 3H), 1.26 (m, 12H), 1.55 (m,
2H), 2.39 (s, 3H), 3.36 (m, 2H), 5.04 (s, 2H), 5.81 (brs, 1H), 6.21(d, J = 15.4
Hz, 1H), 6.75 (dd, J = 2.6, 8.6 Hz, 1H), 6.79 (d, J = 2.5 Hz, 1H), 7.29-7.39
(m, 5H), 7.44 (d, J = 8.6 Hz, 1H), 7.84 (d, J = 15.4 Hz, 1H).
TH20—-2

E)3-U Ry ONAFV2-AF)NT72Z)V)N-JZ)VPZ IV 73K (33
mg, 0.084 mmol) Z¥ 700 A% (1 mL) ZHBMBEL. YAFIZAITZ 4 R
(0.373 mL, 5.05 mmol) BLXU=7vibh v & - P F )T —F )V
(0.160 mL, 1.26 mmol) ZMMZ. FEiRTI6HREEBIRL 2o KIGWIZKZMZ
BB FIVTHtH L. AHEZAMAERKTHEHS LR, BKRES MY
TATEBRL, METERLEZ. SohEREZIBREBI/ O NS 7 1
— (ZoaENVAIXY 2 —)v = 20/1) THREL, (B)-3-@E Roxs-2-2
FNT72Z)V)N-2Z)V7 27UV 73 K (13 mg, IWK50%) 2H/.
APCI-MS m/z: 302 [M-H] .
IH-NMR (CDCls) S (ppm): 0.87 (t, J = 6.6 Hz, 3H), 1.25 (m, 12H), 1.56 (m,
2H), 2.22 (s, 3H), 3.38 (m, 2H), 5.88 (m, 1H), 6.18 (d, J = 15.5 Hz, 1H), 6.67
(brd, J = 7.6 Hz, 1H), 6.69 (brs, 1H), 7.35 (d, J = 8.6 Hz, 1H), 7.80 (brs, 1H),
7.83 (d, J = 15.5 Hz, 1H).
T.#20—3

RHEFH 1D LRE1-2Ic# LT, E)-3-@t kox>-2-AF)V7 2 =)V)N-)
=)7Z7 Y73 K (10 mg, 0.034 mmol) ZHLAIL 7 7»EA ) (7.8 mg,
0.068 mmol) THLEE L. 1b&#29 (11 mg, IXE83%) #1E /=,
APCI-MS m/z: 381 [M-HI .
1H-NMR (DMSO-ds) & (ppm): 0.86 (t, J = 6.4 Hz, 3H), 1.26 (m, 12H), 1.45
(m, 2H), 2.38 (s, 3H), 3.16 (m, 2H), 6.51 (d, J = 15.5 Hz, 1H), 7.15 (m, 1H),
7.16 (s, 1H), 7.58 (m, 1H), 7.59 (d, J = 15.5 Hz, 1H), 8.02 (brs, 2H), 8.12 (t,
J=5.3 Hz, 1H).
EHEFI21 (LEM30B L L& HI31)
TH21-1
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2-(4- A MFIRUTYFU)RAY T U (1.002 g, 4.240 mmol) % DMF (10
mL) IZEM L. KRS T, HOBtO 7 > €= 7{Ihk (0.774 g, 5.09 mmol) H
L U'EDCI (0.788 g, 5.08 mmol) Z/NZ. EiRT23REBIL U /2o KISMIC K
ZINZ, BEB=F IV CTHB L. AHE%1 mo/LEM. KW\ THRAMAEKT
HFLUEE, KBS M) DATEREL. METEMELZ. BohRE
Zr7O0OFRNWATCH)Farb—rarl, HERHOE)2-HIVISTEAS VA F)V-
3-U-APX>7z)V)7 I )IVEE (0543 g) %87,

TFE21-2 ,

KRR IO LELI-1UHE LT HBEHDOE)-2-AIVNES IV A FIV-3-(4- A b
FV7zZ)V)P 7 VNVEEEn- ) D)7 I U LEEIBEE. EREAI4D TiE4
—2ICEL T, MAF VL, E)2-HNVNEASLNVAFIN-3-QROFY T x
ZW)N-JZNVFPIIINVT I Rk,

APCI-MS m/z: [M-H]" 345.

IH-NMR (CDsOD) & (ppm): 0.89 (t, J = 6.7 Hz, 3H), 1.23-1.42 (m, 12H), 1.57
(m, 2H), 3.26 (t, J = 7.0 Hz, 2H), 3.43 (s, 2H), 6.80 (d, J = 8.6 Hz, 2H), 7.27
(s, 1H), 7.29 (d, J = 8.6 Hz, 2H).

Ti21-3

ERHIIOTR1I-2I¥ T, E)2-AINSEALINVAFIV-3-QE FoFxFs 7
zZ)V)N-2=)y7 7))V 73 K (23 mg, 0.065 mmol) ZIFILAIN 7 7 EA
)V (15 mg, 0.13 mmol) TR L. 1LAH30 (8.2 mg, IE30%) BLTLE
%31 (5.3 mg, INF20%) Z&F~,

L& 4130

APCI-MS m/z: [M-H] 424.

IH-NMR (DMSO-ds) S (ppm): 0.85 (t, J = 6.8 Hz, 3H), 1.12-1.37 (m, 12H),
1.46 (m, 2H), 3.13 (dt, J = 5.4, 6.2 Hz, 2H), 3.24 (s, 2H), 6.94 (brs, 1H), 7.25
(s, 1H), 7.29 (d, J = 8.6 Hz, 2H), 7.31 (brs, 1H), 7.51 (d, J = 8.6 Hz, 2H),
8.03 (s, 2H), 8.14 (brt, J = 5.4 Hz, 1H).

L5431

APCI-MS m/z: [M-H] 406.
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IH-NMR (CDCl3) 6 (ppm): 0.88 (t, J = 6.7 Hz, 3H), 1.01-1.47 (m, 12H), 1.61
(m, 2H), 3.38 (dt, J = 5.6, 7.1 Hz, 2H), 3.52 (s, 2H), 5.26 (s, 2H), 6.10 (brt, J
= 5.6 Hz, 1H), 7.24 (s, 1H), 7.38 (m, 4H).
g2 (bah32)
THE22—1

Y5> (0.46 mL, 6.0 mmol) ZTHF (6 mL) Z¥%f# L. THF (20 mL) i
W LUZn- 2 =)V 73> (1.00 mL, 5.52 mmol) 250D TIMZ. BRT2.5
B L=, RISRICKZMZ. R FILVTHELE. GHE20.5
mol/LIFER., KW TR BIEK THE LU 2E. FKHRBRF MU D ATERE L.
WETEMBELE. BohEBEZYAV7OENZ—F)V (10 mL) ThHVUF
2b—yaryl. N3 FFVT7FI)IV7 I R (982 mg, INERT8%) %15
7Zo
APCI-MS m/z: [M+H]+ 228.
IH-NMR (CDCls) 6 (ppm): 0.88 (t, J = 7.1 Hz, 3H), 1.17-1.43 (m, 12H), 1.52
(m, 2H), 2.27 (s, 3H), 3.26 (q, J = 6.6 Hz, 2H), 3.41 (s, 2H), 6.92 (brs, 1H).
TFR22—2

4 A PFTAPMFIINVZIPZNVFTE R (70 mg, 0.42 mol) % MLz > (2
mL) MR L. N-/ Z)-3-AFY 7F) 73 F (190 mg, 0.836 mmol), &
~A 1YY (0.167 mL, 1.69 mmol) H L UFEEE (0.145 mL, 2.53 mmol) Z/0Z.
R T8SREBH Uz RIBWICKZMZ. BRRFIVTHIH U, BB
#0.5 mol/LIGRE, ABFIREE/KFET MV ¥ AKBEM. RO TRMBIEK TG
L=, KM F P OLATHBRL, METEMLE, SohiEELZ >
DAFNVAS L7 TS5 7 4 — AFYUIHEBRZFIV = 4/1), RNT
SWREBIrOTN TS 74— (~"FYUMERIFIV = 4/1) THEL. @)
2-PEFIN3M4- (A PFYAIFI)Zz2ZNWVIN-JZ V727 Y72 R (101
mg, INEK64%) ZHF i,
APCI-MS m/z: [M+H]* 376.
IH-NMR (CDCls) S (ppm): 0.88 (t, J = 6.7 Hz, 3H), 1.11-1.35 (m, 12H), 1.52
(m, 2H), 2.40 (s, 3H), 3.36 (m, 2H), 3.47 (s, 3H), 5.19 (s, 2H), 5.83 (brt, J =
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5.1 Hz, 1H), 7.02 (d, J = 8.8 Hz, 2H), 7.47 (s, 1H), 7.50 (d, J = 8.8 Hz, 2H).
TFE22—3

EWEHTOTRT-3BLVLET4Z#E LT, @D-2-7EFIV-3-[4-(X b x
SAMFI)TZ )N ZIVTFINIVTI RE, BEAMFTAFIERN
TURNVTZ 7EAIBIZH L, 6E&EW32EE =,

FAB-MS m/z: [M+H]* 411.

'H-NMR (DMSO-ds) § (ppm): 0.85 (t, J = 6.7 Hz, 3H), 1.11-1.35 (m, 12H),
1.42 (m, 2H), 2.34 (s, 3H), 3.14 (dt, J = 5.9, 6.8 Hz, 2H), 7.30 (4, J = 8.7 Hz,
2H), 7.52 (s, 1H), 7.68 (d, J = 8.7 Hz, 2H), 8.10 (brs, 2H), 8.34 (t, J = 5.9 Hz,
1H).

Ehf23 (1bA#33)

{4432 (21 mg, 0.052 mmol) Z7% b=t V)L 2 mL) KHEFE L. UV
V7 RBAWT., 25KBUV(E54 nm)E BH Uz, RIGHEZRETEML. &
EhEREZINEB I/ OIS 7 4 — @AFYU/EEBIFIV = 1/1) T
RRIL, 16&%33 (8.6 mg, INK40%) %5,

ESI-MS m/z: [M-H]" 409.

1H-NMR (CD30D) & (ppm): 0.80 (t, J = 6.8 Hz, 3H), 1.12-1.33 (m, 12H), 1.47
(m, 2H), 2.13 (s, 3H), 3.21 (m, 2H), 7.25 (d, J = 8.8 Hz, 2H), 7.33 (d, J = 8.8
Hz, 2H), 7.42 (s, 1H).

EiaF24 ({b&H34)

TFE24—1

A X Z)HRZ)VEEER A F)U (1.005 g, 6.604 mmol) % b))V (15 mL)
BB L, n-/ =)V 73> (242 mL, 13.2 mmol) B L 'DMAP (397 mg,
3.25 mmol) Z/NZ. MEGRFT. 6.5MMMEHE L. RIGHZ BN L =%,
KEMZ. BEBBTFI)VTHH L7z, BHE%21 mol/LIEME. R\ TR A IRK
THHELE, HARBFI M) OLATERL, METEMLEZ. B5h 2R
BrE A4V 7o)z —7)V 10 mL) ThYUFal—Yarl, 224922
WARZIV-N-2 =)y 7L b 73 R (762 mg, INK44%) %=,

APCI-MS m/z: [M-H] 262.
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ITH-NMR (CDCls) S (ppm): 0.88 (t, J = 6.6 Hz, 3H), 1.17-1.47 (m, 12H), 1.54
(m, 2H), 3.08 (s, 3H), 3.31 (dt, J = 5.9, 7.1 Hz, 2H), 3.87 (s, 2H), 6.45 (brs,
1H).
THE24—-2

EHHTOLRT—-2ICE LT, 4 (A MFVAPMFUI)IRVIPIVTE RZE2-
AHUANWKEZIN- 27 PP FefEAIEEER. ERAITOITRT-
SBLUTET—4IZEELT, A MFUAFIVILERNT 7L IVEEITO,
tEY34% 5 7=,
FAB-MS m/z: [M+H]* 447.
IH-NMR (DMSO-de) § (ppm): 0.85 (t, J = 6.5 Hz, 3H), 1.10-1.32 (m, 12H),
1.40 (m, 2H), 3.14 (dt, J = 6.1, 6.6 Hz, 2H), 3.18 (s, 3H), 7.33 (d, J = 8.8 Hz,
2H), 7.48 (s, 1H), 7.64 (d, J = 8.8 Hz, 2H), 8.14 (brs, 2H), 8.75 (t, J = 5.5 Hz,
1H).
EfEBI25 ({LEY35)
THE25—1

n-/ =)V 73> (0.300 mL, 1.63 mmol) BLXUE VY (0.660 mL, 8.24
mmol) Z¥ 700 XA%F> (10 mL) &ML, -718°CTtcy 7oAy (5
mL) CAEMBLEAF IV =) K (0.210 mL, 1.96 mmol) %1% .
0°CETHIR L H 52K MM L. KISHWIC/KSB LU mol/LIEE % N X .
rooFR)VATHE L. B#E#0.5 mol/LIGEE. AIMKBAKES M) YA
KBW. ROTRAMBIEKTHE L 28, BkEEBF MY O LATEEL, W
FETEHELE. B5NERERZI VAT IVASLZOR NS5 74— (0-~F
Y UM F )V = 1/3) THRE L. N- =)oy 73 FBBXF)U (188 mg,
INRAT%) %57,
APCI-MS m/z: [M-H] 242.
IH-NMR (CDCls) S (ppm): 0.88 (t, J = 6.1 Hz, 3H), 1.16-1.40 (m, 12H), 1.52
(m, 2H), 3.26 (dt, J = 5.9, 7.3 Hz, 2H), 3.31 (s, 2H), 3.75 (s, 3H), 7.08 (brs,
1H).
THE25—2
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4-(APFTAPEFIINVZI7ZIVFE R (26 mg, 0.16 mol) % x> (1
mL) IZAMRL, N-2Z)uvnor7 3 REBAF)V (188 mg, 0.773 mmol), B X
)2y (0.068 mL, 0.69 mmol) B X U'EEEE (0.059 mL, 1.0 mmol) 2%,
40°CT 1R R, W TI0°CTO5RFREIBIL Uz RINICKZEMZ ., FFER T F
T Uzo BHJE Z1 mol/LIEEE. AIFNRELAKE T MU D AKEBW. K
THRMABEKTHE L&, FAKRBRF M) ATEBEL. BETERLE,
Boh-RBEZ2REE/ O NS 74— (oak)lVa/7E by = 9/1)
THEL, 34X MXI A M) 722 V]2-(V ZIWWANNELSIV) T I Y
JVEB A F )V (23 mg, INK38%) %7z,

APCI-MS m/z: [M+H]* 392.

IH-NMR (CDCl3) & (ppm): 0.88 (t, J = 6.6 Hz, 3H), 1.10-1.67 (m, 14H), 3.37
(dt, J = 5.9, 7.1 Hz, 2H), 3.47 (s, 3H), 3.82 (s, 3H), 5.19 (s, 2H), 5.75 (brt,
1H), 7.01 (d, J = 9.0 Hz, 2H), 7.51 (d, J = 9.0 Hz, 2H), 7.66 (s, 1H).
Ti25—3

EHHITOIRT-3BLUVTRET-4 LT, 3 4R FFPA M)
W12 ZIWHAIWNEASIW)TZ VIVEBBAF IV ERA b3S X F VRN
TRNV7 7EA MR UL (LEW3sER 2o
IH-NMR (DMSO-d¢) § (ppm): 0.85 (t, J = 6.1 Hz, 3H), 1.15-1.35 (m, 12H),
1.41 (m, 2H), 3.14 (dt, J = 5.6, 6.3 Hz, 2H), 3.73 (s, 3H), 7.29 (d, J = 8.9 Hz,
2H), 7.56 (s, 1H), 7.67 (d, J = 8.9 Hz, 2H), 8.10 (s, 2H), 8.42 (t, J = 5.6 Hz,
1H).

KEH126 ({bE436)
THE26—1

4RA P FVARFUIRYZIP)IFE R (512 mg, 3.08 mmol) %#THF (15
mL) 2B L. YT FIIVERAK BB (781 mg, 3.98 mmol) I L UKFEL S
b1 A (321 mg, 8.0 mmol, 60%iHitE) ZMZ. MEGRFET. 4RHEHEE L=,
RIGHIZIKE KU1 mol/LIEMRZMZ . BER-F NV TR L. BHIE % M
AEKTHE LR, BKREBI M) VATERL, METEBLE, §5
NEBRBEHEBIFINVBL T AFY U OREEGBRETCM)FaLb—Yar L,
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E)-3-[4-(APFS X bF)7 2= NV]I7Z 7 )IVEE (515 mg, INK80%) #EF /=,
FAB-MS m/z: [M+H]* 209. |
THE26—2

EEFAIOTEI-1ZHE LT, E)3[4-AMFTAMF)T7 V] T7 P
JVER (201 mg, 0.904 mmol) ZEDCI (211 mg, 1.10 mmol), HOBt (167 mg,
1.09 mmol) BLUn-/ =)L 73 > (0.200 mL, 1.09 mmol) THME L. (E)-3-
[4-(A FFVAPMFI)Z2=)VIN-2 =) 77 V)73 R (295 mg, INEI4%)
87,
APCI-MS m/z: [M+H]* 334.
1H-NMR (CDCls) S (ppm): 0.88 (t, J = 6.7 Hz, 3H), 1.16-1.41 (m, 12H), 1.56
(m, 2H), 3.37 (q, J = 7.0 Hz, 2H), 3.48 (s, 3H), 5.19 (s, 2H), 5.55 (brt, 1H),
6.26 (d, J = 15.6 Hz, 1H), 7.02 (d, J = 8.8 Hz, 2H), 7.44 (d, J = 8.8 Hz, 2H),
7.58 (d, J = 15.6 Hz, 1H).
TiE26—3

PIWVIUERKT. )34 A MFIAIMNFI)TzZNWIN-IZ VT DY
V73 R (104 mg, 0.313 mmol) BL U7 I+ +V oA (30 mg, 0.47
mmol) ZPEALAE7E M= FVU)L (4 mL) ZFEBL. KB T. R&LE7E
F=F UL (6 mL) ML EMB_7>E=m A€ Y A(IV) (CAN) (431
mg, 0.786 mmol) ZMZ. ZEiRC2RFRIEH L= RIGMKIC/KZMZ., 20D
BIVATHHELUE. EHEZNRIEKTHEL 2R, MARES M) DA
THBL. METEKLUEZ. Boh2EE#2THF G mL) CBEfEL. KELT
M)A (38 mg, 0.95 mmol, 60%iME) M2, FRTLSRFEER LA, K
ST EMZ, FB=FIVCTHBUEZ, GHEZMNABERKTHRE L&,
MK M) OLTEBL, WETEMRLUE. BohEREZY ) AT
HSLZORMNIST7 4 — AFYUMBRIFIV = 4/1) THEL, (@)-2-
PYR3[4 A PFTAPMFV)TZ2Z)VIN-JZ VP2 )T I R (86 mg,
IR T4%) Z15F/=o
IH-NMR (CDCls) S (ppm): 0.88 (t, J = 6.7 Hz, 3H), 1.18-1.42 (m, 12H), 1.59
(m, 2H), 3.37 (dt, J = 6.0, 7.1 Hz, 2H), 3.48 (s, 3H), 5.20 (s, 2H), 6.26 (brt,
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1H), 6.70 (s, 1H), 7.05 (d, J = 8.9 Hz, 2H), 7.57 (d, J = 8.9 Hz, 2H).
TiE26—4

EHEFHTOTRT-3B LV TERTI-4ic#¥ LT, @D2-7Y R-3[4-(X hFY
ARFI)TZZZ)VIN-2Z V77D T I RERA MY AFIEIRNWT R
W7 7EA MBI L. bEW36%EB T,

ESI-MS m/z: [M-H]" 408.

IH-NMR (DMSO-de) S (ppm): 0.85 (t, J = 6.6 Hz, 3H), 1.10-1.36 (m, 12H),
1.49 (m, 2H), 3.18 (dt, J = 5.7, 6.5 Hz, 2H), 6.51 (s, 1H), 7.29 (d, J = 8.8 Hz,
2H), 7.81 (d, J = 8.8 Hz, 2H), 8.05 (s, 2H), 8.57 (brt, J = 5.7 Hz, 1H).
EREHI27 (bAP3TH L T{LEH160)

ERF1D LR1I-2IC ¥ T, EfFI18OTHE18—1THLN53-4-k kD
¥ 7z )U)N-J = )V-2-FFV 7oA 73 F (150 mg, 0.491 mmol)
LRI 7 7EA) (113 mg, 0.978 mmol) THME L., 1LE&¥37 (15 mg,
INET%) B X MbEH60 (128 mg, INK68%) %15/

L&437

APCI-MS m/z: [M-H]" 462.

IH-NMR (DMSO-d¢) 6 (ppm): 0.85 (t, J = 6.6 Hz, 3H), 1.09-1.38 (m, 12H),
1.47 (m, 2H), 3.17 (m, 2H), 7.12 (s, 1H), 7.29 (d, J = 8.8 Hz, 2H), 7.83 (d, J =
8.8 Hz, 2H), 7.96 (m, 1H), 8.07 (brs, 4H).

L&4160

FAB-MS m/z: [M+H]* 385.

IH-NMR (DMSO-de) § (ppm): 0.86 (t, J = 6.6 Hz, 3H), 1.24 (m, 12H), 1.44
(m, 2H), 3.11 (m, 2H), 4.20 (s, 1.72H), 7.21 (d, J = 8.6 Hz, 2H), 7.29 (d, J =
8.6 Hz, 2H), 7.71 (s, 0.07H), 7.74 (s, 0.07H), 7.98 (brs, 2H), 8.40 (m, 0.14H),
8.62 (t, J = 5.6 Hz, 0.86H).

K28 ({L&Y138)

TFE28—1

KRHEFH IO TELI-UE LT, B)2-URAIFIRUVDDF VIR VB
(503 mg, 2.13 mmol) #1-3-YAXAF )73 ) 7OEN)SZFIANEIA I
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K (0.408 mL, 2.13 mmol), HOBt (328 mg, 2.14 mmol) BL UL AF )V 7 3
VIR (174 mg, 2.13 mmol) T L., (E)-3-(4-X b F > 7 =z =)h)-2-[(Y
AFIVHISEALIWIAFV]Z 2 ) )VEE (190 mg, INHE34%) %157z,
APCI-MS m/z: [M-H]" 262.

IH-NMR (CDCls) S (ppm): 3.02 (s, 3H), 3.06 (s, 3H), 3.54 (s, 2H), 3.82 (s,
3H), 6.90 (d, J = 8.8 Hz, 2H), 7.31 (d, J = 8.8 Hz, 2H), 7.89 (s, 1H).
Lf228—2

EHEFHLIOLR1I-1CE LT, E)3-@ANFYT7 22)V)2-[(CAFI)VAHIV
NEAINAFNVIZZ ) )V %En-) =)V 7 IV oI B-%, KiEFl40 T
FB4—2BLVLTR4-3ICH U T, BAFNVLL AN T 7 EASIVELZEITV. 1k
E38% 8=,

APCI-MS m/z: [M-H]" 452.

IH-NMR (DMSO-ds) § (ppm): 0.85 (t, J = 6.6 Hz, 3H), 1.10-1.60 (m, 14H),
2.83 (s, 3H), 2.99 (s, 3H), 3.10 (m, 2H), 3.44 (s, 2H), 7.26 (s, 1H), 7.28 (d, J
= 8.7 Hz, 2H), 7.40 (d, J = 8.7 Hz, 2H), 8.02 (brs, 2H), 8.09 (brt, 1H).
EHEFI29 (1bA139)

EHEFHI28D TFE28— 1B L THE28-21c#E LT, (B)-2-@4- A PFI LY
VFNDNAT Y VBER/ ZNVTF I WNTIVRAF U7 I VEHEBRIBLHEES
B, RMAFNVEE RV T 7 EAIIVLEITO, LEW39%HF 2,

APCI-MS m/z: [M+H]* 389.

1H-NMR (CDCls) S (ppm): 0.87 (t, J = 6.7 Hz, 3H), 1.11-1.37 (m, 12H), 1.48
(m, 2H), 3.10 (brs, 6H), 3.23 (dt, J = 6.0, 6.9 Hz, 2H), 3.32 (s, 2H), 3.81 (s,
3H), 6.59 (s, 1H), 6.92 (d, J = 8.9 Hz, 2H), 7.37 (d, J = 8.9 Hz, 2H), 7.63 (brt,
1H).

Efi630 ({L&440)

THE30—-1

4-APFVAPFIIRVYZXIPZ)IVFTE R (239 mg, 1.44 mmol) B L U2-7 )L
A0-2-FR2F BB MY TF) (349 mg, 1.44 mmol) % THF (5 mL) IZAfR
L. K&E{F M)A (52 mg, 2.2 mmol, 60%HME) ZINZ. =iE T405
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U, RIGHMIC/KZMZ, BEBB=FI)VTHIE L. AHEZMMAIEKT
B Utk BKBRIR: M) D LATEBRE L. 85 NI BB 2 BE T IRHE
Ly 22720283 4-(X FFS A M) 72277 ) IIVER=F)V (316 mg,
IN#%86%, E/Z = 69/31) %)=,

FAF-MS m/z: [M+H]* 255.

E-tk®'H-NMR (CDCls) S (ppm): 1.29 (t, J = 7.2 Hz, 3H), 3.47 (s, 3H), 4.28
(q, J = 7.2 Hz, 2H), 5.19 (s, 2H), 6.85 (d, J = 23.4 Hz, 1H), 7.01 (d, J = 8.9
Hz, 2H), 7.49 (d, J = 8.9 Hz, 2H).

TH30—2 ,

EHEFHI100D TE10—-3~LE10-5C#E LT, 2-7 )04 1-3-[4-(X FF 2 X
)7 2= V]I7 2 VNV F)V (B/Z = 69/31) ZAUF L., {6EW40ZE -,
APCI-MS m/z: [M-H] 385.

IH-NMR (DMSO-ds) S (ppm): 0.84 (t, J = 6.9 Hz, 3H), 1.16-1.33 (m, 12H),
1.47 (m, 2H), 3.32 (dt, J = 5.8, 6.9 Hz, 2H), 6.87 (d, J = 38.6 Hz, 1H), 7.32 (d,
J =8.6 Hz, 2H), 7.72 (d, J = 8.6 Hz, 2H), 8.05 (brs, 2H), 8.59 (brt, 1H).
EMEFI31 (1b&H41)

THE31-1

(tert-7 P F T ANWKRZWAF LMY 72 Z)UFRF T (453 mg, 1.20
mmol) Z¥ 7 D0 A% (5 mL) CHEMEL. -18°CTNCS (176 mg, 1.32
mmol) Z/NZ. 05KRMEH L%, RIRETRES Y YA (415 mg, 3.01
mmol) BLUL(X FPF X FFI)INYX7)VFE R (200 mg, 1.20 mmol)
EMZT. BERTIS5REEH LR, NEWMZAR L. WETEMELEZ. &
EhERBEEZVATSINVASZLAIOAR NI T T 4 — @AFYUIEEBTF IV
=20/1) THEL, @2 700-3[4RX M X R MFI)T722V]7 7 VIVER
tert-7F )V (235 mg, INHE66%) #1F/,
IH-NMR (CDCls) § (ppm): 1.57 (s, 9H), 3.49 (s, 3H), 5.21 (s, 2H), 7.07(d, J =
8.9 Hz, 2H), 7.75 (s, 1H), 7.81 (d, J = 8.9 Hz, 2H).
THE31—-2

(Z)-2-788-3[4-(X FFYANF)T7 )V 77 ) )VvEtert- 7 F )L (210
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mg, 0.701 mmol) Z¥ 700X %> (5 mL) KHEML. M) Z)LA O 5
mL) ZMMZ. BB TIKEERLZ, RIGZBE TEMELZE, ook
ATM)Falb—yarl, @2-700-3-@e REF>7z)L)7 7))V
i (121 mg, INE87%) %#1Fzo

APCI-MS m/z: [M-H]- 197.

IH-NMR (DMSO-ds) § (ppm): 6.85 (d, J = 8.7 Hz, 2H), 7.80 (d, J = 8.7 Hz,
2H), 7.82 (s, 1H), 10.17 (brs, 1H).

TH31-3

ERHIIOLRI-1BLUCIRE1I-2Ic¥ LT, (D-2-700-3-G-E FOFy
7)) T VIVEEET I RIERWTANVTZ 7 EA VBT L. 6&WI41%
B
FAB-MS m/z: [M+H]*+ 403.

IH-NMR (DMSO-ds) § (ppm): 0.84 (t, J = 6.6 Hz, 3H), 1.13-1.40 (m, 12H),
1.48 (m, 2H), 3.18 (dt, J = 5.7, 6.3 Hz, 2H), 7.34 (d, J = 8.8 Hz, 2H), 7.75 (s,
1H), 7.87 (d, J = 8.8 Hz, 2H), 8.09 (s, 2H), 8.44 (t, J = 5.7 Hz, 1H).

EFI32 (1b&42)

EHEFISIOLFE31I—LCHEL T, Gert-7 PF T HIVRZNVAFL U)MDY T
TZ)VHRREKT L ENBSTUE L, REBA VDV ADHEET. 4(XA FF A b
FUIRVZIPITE RERIBEBEE, Bonz@)2-70E-3[4-(X bF
ARNFI)T7 2277 ) )itert- 7 F )V & EfFIB1O THE31-28 X TR
31-3ICE L TUE L. L4222 F/z,

APCI-MS m/z: [M-H]" 445, 447.

IH-NMR (DMSO-ds) S (ppm): 0.84 (t, J = 6.6 Hz, 3H), 1.13-1.35 (m, 12H),
1.47 (m, 2H), 3.17 (dt, J = 5.5, 6.6 Hz, 2H), 7.34 (d, J = 8.8 Hz, 2H), 7.84 (d,
J =8.8 Hz, 2H), 7.91 (s, 1H), 8.09 (s, 2H), 8.35 (t, J = 5.5 Hz, 1H).

EEFI133 ({b&443)

EREFIS1D TE31I-1CHE LT, (Gert-7 FF T AIVARZINVAFLU)N) 7
TZ)VRRAKS L ENISTUE L, RBEAV Y LDEET. 4+(A bFT A
XNV XPNVTE RERIGE B K, #Bohk@-2-3— F-3-[4(A MxY
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A NFI)7 22 NV]F7 7 ) VBtert- 7 F IV & EfEFIZ1O TE31-2B8 LU THE
313 L TUMHE L., {LEWA3%ET,
APCI-MS m/z: [M-H]  493.
IH-NMR (CDCls) S (ppm): 0.88 (t, J = 6.9 Hz, 3H), 1.16-1.47 (m, 12H), 1.59
(m, 2H), 3.37 (dt, J = 5.6, 7.3 Hz, 2H), 5.17 (s, 2H), 6.67 (brt, 1H), 7.37 (d, J
= 8.6 Hz, 2H), 7.65 (d, J = 8.6 Hz, 2H), 8.20 (s, 1H).
Eip134 (1bEH44)

EWEF 0D TR0 1B LT LEI-2ICELC T, 44X PFT A MFI)7
th7z /) UEMEL, (ELEW44E T,
APCI-MS m/z: [M-H]  399.
IH-NMR (CDCls) 6 (ppm): 0.88 (t, J = 6.8 Hz, 3H), 1.14-1.41 (m, 12H), 1.56
(m, 2H), 2.50 (d, J = 3.3 Hz, 3H), 3.35 (dt, J = 6.6, 6.8 Hz, 2H), 4.94 (s, 2H),
6.35 (m, 1H), 7.33 (d, J = 8.9 Hz, 2H), 7.40 (d, J = 8.9 Hz, 2H).
K35 (1L&45)
TFE35—1

#EKTHF (25 mL) IZK¥% T, n-7F IV F v LA (24.4 mL, 39 mmol, 1.6
mol/L n-AF ¥ L&), RWT2-700-2-3525K /B M) =F )V (8.55 mL,
40.0 mmol) ZMZ. FIWTI0HREH L =%, EKTHF (25 mL) IZBMREL
F4XAFFIVAMFI) PRI T7 2> (721 g, 40.0 mmol) ZRLZICIMZ =,
MEERT. SRR L&, RS L. fANR 7> T AKBWEZ M Z
FEBE = FIVTHH L. AHEZRMNEEKToHE LUL®R, BAKRES MY
Y ATERL, METEMRLE. BohEREZY VA VAZ LB b
757 4— AFYUMEBRIFIV = 49/1) THEEL. @-2-700-3-[4-(X
FEYAMFV)Z 220V]2-TF VBB F )V (0.399 g, INEK4A%) 2B/,
FAB-MS m/z: [M+H]* 285.
1TH-NMR (CDCls) 6 (ppm): 1.38 (t, J = 7.1 Hz, 3H), 2.38 (s, 3H), 3.49 (s, 3H),
4.33 (q, J = 7.1 Hz, 2H), 5.19 (s, 2H), 7.05 (d, J = 8.9 Hz, 2H), 7.21(d, J =
8.9 Hz, 2H).
THE35—2
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EHEF100 THRE10—-3~TR10-5ic#E LT, (2)-2-70D0-3-[4-(X PF R
FEID)T7 22 NV]2-7F VBB FIVEULE L. LEWAEZEET,
FAB-MS m/z: [M+H]* 417.
IH-NMR (DMSO-ds) S (ppm): 0.85 (t, J = 6.6 Hz, 3H), 1.15-1.38 (m, 12H),
1.47 (m, 2H), 2.10 (s, 3H), 3.15 (dt, J = 5.2, 6.4 Hz, 2H), 7.30 (d, J = 8.8 Hz,
2H), 7.40 (d, J = 8.8 Hz, 2H), 8.05 (s, 2H), 8.49 (brt, J = 5.2 Hz, 1H).
36 (1L&446)
TH36—1

EHEHIS5D THE3S—1LZHE LT, 4 XA MFY 7L b7/ > (600 mg, 4.00
mmol) #n-7F)VYF A (2.5 mL, 40 mmol, 1.6 mol/L n-~¥H > Aik)
THBE U 2-R2% ./, 7o B b= F)V (0.78 mL, 3.7 mmol) TALEE L |
E)3-4- A bFL 7 2=)V)2-AF)N-2-TF B F )V (132 mg, NK14%)
¥
FAB-MS m/z: [M]+ 234.
IH-NMR (CDCls) 6 (ppm): 1.34 (t, J = 7.1 Hz, 3H), 1.78 (d, J = 1.0 Hz, 3H),
2.24 (d, J = 1.0 Hz, 3H), 3.81 (s, 3H), 4.25 (q, J = 7.1 Hz, 2H), 6.89 (d, J =
8.6 Hz, 2H), 7.09 (d, J = 8.6 Hz, 2H).
TH36—2

EMFIL0D TREI0-3B LT TLEI0-4icH# LT, (E)3-@WAMFy 7=
W)2-AFN-2-TF VBT F VBRI L =%, Bo5hZE)3UQAMFT 7
ZV)2-RAF)V-N-) Z)-2- 75 27 I REEMPI4O TR4-2B KU THE4—
BIHE L THA FIERNT RNV T 7 A WL, {E&EWM46 %215/,
APCI-MS m/z: [M+H]* 397.
IH-NMR (DMSO-ds) 8 (ppm): 0.85 (t, J = 6.8 Hz, 3H), 1.13-1.42 (m, 12H),
1.45 (m, 2H), 1.65 (d, J = 1.5 Hz, 3H), 1.93 (d, J = 1.5 Hz, 3H), 3.12 (dt, J =
5.9, 6.8 Hz, 2H), 7.26 (m, 4H), 7.96 (brt, J = 5.3 Hz, 1H), 7.99 (brs, 2H).
EHEFI3T (bE&H47)
TH37—1

KREHTOLET-UCHELT, 4L FEFIRVINVI 7RI DELNS
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4R PFFIVAPMFIIRYINI PR (1.04 g, 5.85 mmol) X% J—)
(15 mL) WWHEME L. 7V a—)VEBBLKMY (0.81 g, 8.8 mmol) BLUREEH 1)
A (2.02 g, 14.6 mmol) A, MMEERT. SR Lz RISHKE K
HUEHB, Bz AL, K (80 mL) IZ&EML. KST. 1 mol/LIEEEZ AN
Z. pHMSICHB L=, £ LB EZIEM UL, (@3- 7 /-3 [4-(X FF R
R¥)7 V72 V)ViER (0.78 g, INFE57%) EfHo
APCI-MS m/z: [M-H] 232. _
TH-NMR (CDs0D) & (ppm): 3.45 (s, 3H), 5.24 (s, 2H), 7.00 (s, 1H), 7.14 (d, J
=9.1 Hz, 2H), 7.73 (d, J = 9.1 Hz, 2H).
THE37T—2

ERFH1OTREI-1ICE LT, D37 /34X vFIAPFV)7
W77V E7 I RELER. BEfFITOTERT-3B XU LET-4IC¥L
THAFFIAFIVMEE RNV T 7 EAS VL ETV, 1LEWATER T,
FAB-MS m/z: [M+H]+ 394.
IH-NMR (DMSO-de) 5 : 0.85 (t, J = 6.4 Hz, 3H), 1.11-1.37 (m, 12H), 1.46 (m,
2H), 3.18 (g, J = 6.5 Hz, 2H), 7.26 (s, 1H), 7.42 (d, J = 8.9 Hz, 2H), 7.74 (d,
J = 8.9 Hz, 2H), 8.14 (brs, 2H), 8.49 (brt, J = 5.9 Hz, 1H).
EMFI38 ({hei48)
TFE38—1

4-8 ROF IRV A IVEEBAF)V (3.00 g, 15.5 mmol) #DMF (60 mL)
WCHEEL. 4 34V —)L (2.10 g, 30.9 mmol) BLWtert-7F IV AF IV
o) R (2.79 g, 18.5 mmol) ZZ. FiRTLERREEH Uz KINHKIC
KzEMZ, BEEBTF VTt L. BHEZBMEERKTHES LR, K
BREEF PU Y ATERL. METEMELUZ. BohEBREEZS VAT VAS
AR INITS574— -AFYUMBTFIV = 19/1) THE L. 4-(tert-7
FIWIAFNYIINFFI)INUYI AL INWEEBA FI)U (4.81 g, INEK100%) =5
7o
IH-NMR (CDCls) 6 (ppm): 0.24 (s, 6H), 0.99 (s, 9H), 3.75 (s, 3H), 3.95 (s,
2H), 6.88 (d, J = 8.6 Hz, 2H), 7.86 (d, J = 8.6 Hz, 2H).
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THE38—2

4-(tert- T F I I AF I VIV FF V)N A VEEBR A F)L (4.81 g, 15.5
mmol) %THF (60 mL) A L. KB T, H) D htert-7 bF 2 F (2.08 g,
18.5 mmol). KW T3 ik A F)V (1.44 mL, 23.2 mmol) ZMMZ. RALICER
FTCHREBULRDOSREIEBHR L. RIGWICAEFIBIL T »E= D AKEBHZE N
Z. MBI FIVTHEBELE. GHEZBNAEKTHERS LB, KKK
P ATHEBRL, WETEHELUE. SohEBRERZY VAT VAZ LD
XIS T4 — AFYUMBRIFIV = 19/1) THRE L. 3-[4-Gert-7F )V
VAFIWYYNAFY)T 22 )V12- A F)V-3-F %V TRnEA VBATF )V (4.02
g, ILK80%) Z1Fi=,
IH-NMR (CDCls) S (ppm): 0.24 (s, 6H), 0.99 (s, 9H), 1.48 (d, J = 7.0 Hz, 3H),
3.69 (s, 3H), 4.36 (q, J = 7.0 Hz, 1H), 6.88 (d, J = 8.7 Hz, 2H), 7.90 (4, J =
8.7 Hz, 2H).
T#38—3

3-[4-Gext- 7 F NI AF NI IINWAFI)7 2 Z)V]-2-AF)-3-FFV70OVE
F VA FIV (4.02 g, 12.3 mmol) % M)V (25 mL) IZHEML. MU AF
VT U)V=hr1Y)v (8.18 mL, 61.4 mmol), RW\WT A v {LEEAAD (1.96 g, 6.14
mmol) Zf1Z. EiRTISHMREEIPL . RIBMICKZEMR. BFRRTF VT
MU=, GHEZRIMKIBKET MY U LAKBRE. RWTHRMNAEIEK T
FLE®, EKRBF M) YLATHRL. METEMLEZ, SohzEEZ
vYYY (30 mL) ML, A ¥ty > (5.72 mL, 61.4 mmol) Z/MZ.
100°C AR RIBH U0 RIS ZBOS U= %K. KB L U1 mol/LIBEE % N Z .
BT F VT Uz A¥E%E1 mol/LIEE. K. SEMKEBAKS M) YA
KB ROTRMBIEKTHESE LR, SKkEBRF M D ATEZERL, #
FTEMHELUE. BohEREEZ VA VAZLAZOR N 5T 4 — @ ~F
Y UM F IV = 19/1) THE L. (E)-3-[4-(tert- 7 F IV A F )V ) )vA *
V7 228V P2 AFNT 7 VIEAFIV (0.129 g, INK3%) &H7=.
APCI-MS m/z: [M-Si(CH3)2C(CHa)s] 216.
IH-NMR (CDCls) S (ppm): 0.23 (s, 6H), 0.99 (s, 9H), 2.12 (s, 3H), 3.92 (s,
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3H), 6.89 (d, J = 8.9 Hz, 2H), 7.27 (d, J = 8.9 Hz, 2H).
THE38—4

(B)-3-[4-(text- T F I AF I VNVAF )T 22 )]3S 7 J-2-AF )7
7 UVER A F )V (59 mg, 0.18 mmol) % A%/ —)L (2 mL) BLUK (0.5
mL) OESHEECAEMR L. KER{t) Fv 24 (43 mg, 1.8 mmol) Z/NZ. 40°C
T15M BB U, Hic., KBIE) F A (43 mg, 1.8 mmol) ZiNZ. FiE
ETASKEBHBLUEE. AP/ —IVERETEELE. &5 N EEREIIIKK
BLU1 mol/LiEBZMZ . KpH2ICHEE L 2%, HP20 (Z£LZF) LYV
MW LCREI V. KTHELEHB, AY ) —IVTHHLE. BENZE
Wiz BT TG L, HERD3->7 /-3 REFT 7 2 2)V)-2- A F)V7
7 ) I)VER (36 mg) ZFTo
1H-NMR (CD3s0D) & (ppm): 2.24 (s, 3H), 6.92 (d, J = 8.9 Hz, 2H), 7.63 (d, J =
8.9 Hz, 2H). |
T.738—5

EWEFIIO TR - 1B LOTR1I-2iIc#E LT, HERD3->7/-3-@- bk
O%S 72 )V)2-AF N7 VIVEEET I FMERWT RV 7 EA WAL
L. 1t&a¥48%% 7=,
APCI-MS m/z: [M-H]" 406.
IH-NMR (CD30D) S (ppm): 0.89 (t, J = 6.8 Hz, 3H), 1.05 (m, 2H), 1.16-1.38
(m, 12H), 2.35 (s, 3H), 3.05 (t, J = 6.9 Hz, 2H), 7.34 (d, J = 8.8 Hz, 2H), 7.47
(d, J = 8.8 Hz, 2H).
EHEFI39 (L&49)

ERFI23ICHE U T, LEW48% UV (254 nm) CTHEHLE L, {L&HW49 (1.8
mg, INHK6%) &/,
ESI-MS m/z: [M-H]" 406.
IH-NMR (CDsOD) & (ppm): 0.80 (t, J = 6.9 Hz, 3H), 1.20-1.40 (m, 12H), 1.55
(m, 2H), 1.97 (s, 3H), 3.20 (m, 2H), 7.34 (d, J = 9.0 Hz, 2H), 7.40 (d, J = 9.0
Hz, 2H).
EHEFI40 ({L&50)
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TiE40—1

185 Y 4 (41 mg, 0.23 mmol) B L O*iEHID (1.613 g, 12.00
mmol) Z~X>YE¥ Y (40 mL) ZBEE L. —BIEREZRT. texrt-74 / —)b
(24mL) AR LEZL-ZF )4 X bFIRUEY (528 mg, 4.00 mmol) #
mz. FEC2RGHBH L. TEWEAH LR, BETEMRELE. Fo5N
EREESVATSNVASLAIOR NS T 4 — @AFYUIHRTFI)L =
15/1) THE L, @-3-700-3-@ A NF> 7 2 Z)V)7 7 ) I)Vtert- 7 F )V
(76 mg, WET%) EH=,
FAB-MS m/z: [M+H]* 269.
IH-NMR (CDCls) § (ppm): 1.53 (s, 9H), 3.84 (s, 3H), 6.39 (s, 1H), 6.90 (d, J =
9.0 Hz, 2H), 7.63 (d, J = 9.0 Hz, 2H).
TFE40—2

EREFHISIO T3 -2IC¥E LT, 2)3-780-3-UWA MY T722)V)T7Y
D )VEBtert- 7 F )V (72 mg, 0.27 mmol) % MV 7 )V A OFEEE (2 mL) THUEE L.
2)-3-700-3-4- A MFLT722V)7 2 VIVEE (58 mg, INFE100%) %157z,
FAB-MS m/z: [M+H]* 213.
IH-NMR (CDCls) & (ppm): 3.86 (s, 3H), 6.53 (s, 1H), 6.93 (d, J = 8.9 Hz, 2H),
7.69 (d, J = 8.9 Hz, 2H).
TF40-3

ERHAD TIE4—2B LU TRE4-3IC# LT, D-3-700-3-4- A FFV 7
)P 7 VIVEEEEA FIVEIRNWT RNV T 7 A4 VLI L. {E&Y50%
Brzo
IH-NMR (DMSO-de) S (ppm): 0.85 (t, J = 6.7 Hz, 3H), 1.11-1.36 (m, 12H),
1.42 (m, 2H), 3.12 (m, 2H), 6.96 (s, 1H), 7.33 (d, J =8.9 Hz, 2H), 7.69 (d, J =
8.9 Hz, 2H), 8.09 (brs, 2H), 8.15 (m, 1H).
Es41 (bEW51H XK TMLEY59)
TfE41-1

EREF24D THE24—1ICHE LT, 48 FOXF IRV A )VEER X F )V (300
mg, 1.54 mmol) ZN-X F)VA 7 F )7 I (0.84 mL, 4.6 mmol) B LY
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DMAP (94 mg, 0.77 mmol) TME L. 3-@-t ROF> 7 = =)V)-N-AF)L-
N-F 27 F)-3-AFV7OEA 73 K (320 mg, INK68%) %=,
APCI-MS m/z: 306 [M+H]+.
IH-NMR (DMSO-d¢) S (ppm): 0.85 (m, 3H), 1.24 (m, 10H), 1.46 (m, 2H),
2.80 (s, 1.5H), 2.92 (s, 1.5H), 3.27 (m, 2H), 4.04 (m, 2H), 6.84 (d, J = 8.7 Hz,
2H), 7.82 (d, J = 8.7 Hz, 2H), 10.38 (brs, 1H).
T41-2

ERHIIOTRE1I-2IC#E T T, 3@ ROFxY 7 2 Z)V)N-AF)V-N-F 2
FN-3-FFV7O0EZFL7 IR (31 mg, 0.10 mmoD) ZIFEILANVT 7EAL I
(23 mg, 0.20 mmol) THLIEL. {LAEW51 (9 mg, WHE19%) B L LMLAEWS59
(21 mg, IEH3I%) &2/,
ft&51 (B4R E1/2)
FAB-MS m/z: 464 [M+H]*.
IH-NMR (DMSO-d¢) S (ppm): 0.85 (m, 3H), 1.21 (m, 10H), 1.40 (m, 2H),
2.82 (s, 1H), 3.06 (s, 2H), 3.18 (m, 1.34H), 3.37 (m, 0.66H), 6.79 (s, 0.67H),
6.85 (s, 0.33H), 7.01 (brs, 2H), 7.43 (d, J = 8.9 Hz, 2H), 8.10 (d, J = 8.6 Hz,
1.34H), 8.19 (d, J = 8.9 Hz, 0.66H), 8.26 (brs, 2H).
L& 459
APCI-MS m/z: 385 [M+H]".
1H-NMR (DMSO-de) § (ppm): 0.86 (t, J = 6.4 Hz, 3H), 1.24 (m, 10H), 1.48
(m, 2H), 2.81 (s, 1.5H), 2.95.(s, 1.5H), 3.27 (t, J = 7.6 Hz, 2H),.4.17 (brs,
2H), 7.40 (4, J = 8.3 Hz, 2H), 8.03 (d, J = 8.6 Hz, 1H), 8.03 (d, J = 8.9 Hz,
1H), 8.21 (brs, 2H).
Eipla2 (b&%52)
TFE42—1

EREHI6D TR —1ICHE LT, 4- X ¥ 4 Ef#E (1.00 g, 5.62 mmol) %
1@ CAFNTI)7ZOEN)SFZFNVANLKRYA I K (1.30 mL, 6.79
mmol)., HOBt (1.04 g, 6.77 mmol) BLUN,0-VAF )V FOFI)NV7 I ¥
1ERE (0.66 g 6.7 mmol) T L, E)N-A b%3 3@ A PFy7x=
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JVN-XAF V77 ))V7 3k (1.22 g, INKII%) EH/ o
APCI-MS m/z: [M+H]* 222.
IH-NMR (CDCl5) 6 (ppm): 3.30 (s, 3H), 3.76 (s, 3H), 3.84 (s, 3H), 6.90 (d, J =
8.6 Hz, 2H), 6.91 (d, J = 15.8 Hz, 1H), 7.52 (d, J = 8.6 Hz, 2H), 7.69 (d, J =
15.8 Hz, 1H).
TiR42-2

(E)N-X FF¥-3@RXAMFTT72Z)V)N-AFNL7Z )7 I F (210 mg,
0.949 mmol) ZTHF (2 mL) AR L. K&HT. n- A7 FIVITRI T LT
03k (1.5 mL, 1 mol/L THF& W) %A, L5KRE#EE L. BHIZ, 50°CT
105 LEE. - 7F U F 2y v A703 K (1.5 mL, 1 mol/L THF
A EINZ. ERTOSMBEL Z. RIGEICENIRELT VT2 AKBHK
Nz, BT FIVTHHELEZ. AHBEZ AN RIEKTHE L LR, HKR
BFPIYATEBRL, BMETEMRBLE. SonEEEBEZY VAT NVAZ A
r2av R NIS574— @AFYUMBIFIV = 4/1) THREL, 1A FFY
7))y FR-1-Tr-3-F > (95 mg, WEIT%) Z&izo
APCI-MS m/z: [M+H]* 275.
IH-NMR (CDCls) S (ppm): 0.88 (t, J = 7.3 Hz, 3H), 1.10-1.38 (m, 10H), 1.67
(m, 2H), 2.63 (t, J = 7.5 Hz, 2H), 3.84 (s, 3H), 6.63 (d, J = 16.2 Hz, 1H), 6.91
(d, J = 8.6 Hz, 2H), 7.50 (d, J = 8.6 Hz, 2H), 7.51 (d, J = 16.2 Hz, 1H).
Tf842-3

REHIAD TR4-2B XU TE4-3C# LT, 1 @A MFPT7z2))-D Y
F-1- -3 F VEBREAFIVERNTRIV T 7 EA VG L. (LEWE2%
(SIS
APCI-MS m/z: [M-H] 338.
1H-NMR (CDCls) S (ppm): 0.88 (t, J = 6.7 Hz, 3H), 1.18-1.41 (m, 10H), 1.67
(m, 2H), 2.65 (t, J = 7.4 Hz, 2H), 5.04 (s, 2H), 6.70 (d, J = 16.2 Hz, 1H), 7.35
(d, J = 8.7 Hz, 2H), 7.51 (d, J = 16.2 Hz, 1H), 7.59 (d, J = 8.7 Hz, 2H).
EHiKl43 ({LEH53)
Ti843—1
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(B)-3-4-A P> 7 2=)V)-2-[(V =)V HWISEALI)AF )7 7 ) )VER (70
mg, 0.19 mmol) ¥ 7m0 A% @ mL) BEXKASY ) —)b 1 mD) ORE
BICHER L. M)AFLIUNY P ALY (0.15 mL, 0.30 mmol, 2.0
mol/L n-~F¥ V&) A, FRTISAMBER LA, BT, RIGHIC MY
AFNT YNNI TV AL (0.10 mL, 0.20 mmol, 2.0 mol/L n-~FH > &)
Nz, FEETISAMBRLAER, METEMBL. B)-3-@GAPFT 7=
)2 = )VHWINELI)AFIVITZZ VIIVEEX F)V (76 mg, INE100%) %
B
APCI-MS m/z: [M+H]* 376.
1H-NMR (CDCls) S (ppm): 0.88 (t, J = 6.6 Hz, 3H), 1.15-1.40 (m, 12H), 1.48
(m, 2H), 3.24 (dt, J = 6.3, 6.9 Hz, 2H), 3.44 (s, 2H), 3.83 (s, 3H), 3.84 (s, 3H),
6.35 (brt, 1H), 6.95 (d, J = 8.8 Hz, 2H), 7.78 (d, J = 8.8 Hz, 2H), 7.86 (s, 1H).
THE43—2

EEEHIAD TIE4—2B LU LE4-3IC# LT, (E)3- @A MF>YT7 x=)))-
2-[( ZIWHIWNEAIWAFIVIZZ VIVEBA F IV ZBEA FIVABERNTRIVT
7EA WAL L, (EEWI5321E 20
APCI-MS m/z: [M+H]* 441.
1IH-NMR (DMSO-ds) S (ppm): 0.85 (t, J = 6.4 Hz, 3H), 1.12-1.34 (m, 12H),
1.39 (m, 2H), 3.05 (dt, J = 5.6, 6.7 Hz, 2H), 3.30 (s, 2F), 3.71 (s, 3H), 7.30 (d,
J = 8.8 Hz, 2H), 7.58 (d, J = 8.8 Hz, 2H), 7.75 (s, 1H), 7.94 (t, J = 5.6 Hz,
1H), 8.05 (brs, 2H).

K44 (L&H54)
TfE44—1

THF (7 mL) ZfEH L 7~K#EMAF bYU D LA (166 mg, 4.1 mmol, 60%jH1%E)
1=, 35°CTTHF (12 mL) WHEM L4 (XA MFV A PFIIRVAPZIVTER
(574 mg, 3.46 mmol) BLVA VS 7 BT F )V (0.378 mL, 3.46 mmol)
EHRALIIZ., SABBIR LE. RISHZKE LK. 10%EBKE®R (4.0
mL) #MZ. BB FIVTHELE. BRELZMBNAIEKTHE L 2K, K
KHBF U ATERL, BMETEMHLEZ. Soh=REE2Y VAT VA
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SarOv NS5 74— (Zookivh) THEEL, 22807334
(APFAPEI)722)V]7 2 VIR F )V (654 mg, INHE68%) ZF/o
APCI-MS m/z: [M+H]* 280.
Ti844—-2

EHEH 100 TFE10—3~TR10—5Ic#¥ LT, 2BV I N7 I /-3:[4-(X b
XA NFV)T7 2NV VIVBZFIVELBE L, LEH542R/Z.
APCI-MS m/z: [M-H] 410.
1I1I-NMR (CDCls) S (ppm): 0.88 (t, J = 6.4 Hz, 3H), 1.13-1.42 (m, 12H), 1.56
(m, 2H), 3.32 (m, 2H), 5.50 (m, 0.5H), 5.77 (m, 0.5H), 6.43 (m, 0.5H), 6.60
(m, 0.5H), 6.92 (brs, 1H), 7.03 (brs, 1H), 7.10-7.51 (m, 5H), 8.04 (brs, 1H).
KHEHI45 (1LEH55)
TiE45—-1

(E)-2->7/-3@bt FaF¥xy 7 z=))N-J )2 75773 F (50 mg,
0.15 mmol) #THF (1 mL) Ic¥% L. H{Z)v 7 YL (0.018 mL, 0.22
mmol) ZMZ. iR TLEMKEIEELE, Bz, BV 7 V)V (0.018 mL,
0.22 mmol) ZMZ. ENRETIKMER Uk, RISHICARMREKRZS M
mAKBERZMA, BRI FILVTHE Uk, GRE2EMNREKTHESLEZ
%, MKREEF MUY ATEEL, METEMHELE. #ohKiE2 0
BrOX TS5 74— (ZOORNVAIAY ) =) = 40/1) THRHEL. (E)-3
(3-7op-4t kFpFy 722237 /-N-J )2 75273 F (40 mg,
INET2%) BE T,
APIC-MS m/z: [M-H] 361.
IH-NMR (CDCls) S (ppm): 0.88 (t, J = 6.6 Hz, 3H), 1.15-1.45 (m, 12H), 1.58
(m, 2H), 2.62 (s, 3H), 3.35 (dt, J = 6.3, 6.9 Hz, 2H), 6.34 (brs, 2H), 7.07(d, J
= 8.5 Hz, 1H), 7.30 (dd, J = 2.3, 8.5 Hz, 1H), 7.54 (d, J = 2.3 Hz, 1H).
TiE45—2 |

EHHIOTE1I-2Ic#E LT, (B)-3-3-7on-4b koF> 7 x2)b)2-¥
7 )-N-/ =)V-2-7F>7 3 F (38 mg, 0.10 mmol) ZIF/{AIV T 7EAI
(93 mg, 0.80 mmol) THLER L. {L&455 (24 mg, WHE53%) Z1F/,
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APIC-MS m/z: [M+H]* 442.
1H-NMR (CDCls) S (ppm): 0.88 (t, J = 6.6 Hz, 3H), 1.15-1.45 (m, 12H), 1.58
(m, 2H), 2.61 (m, 3H), 3.35 (dt, J = 6.4, 6.9 Hz, 2H), 5.42 (brs, 2H), 6.32 (m,
1H), 7.35 (dd, J = 2.2, 8.5 Hz, 1H), 7.51 (dd, J = 2.0, 2.2 Hz, 1H), 7.55 (dd, J
=2.0, 8.5 Hz, 1H).
Eipl46 ({LE&H56)
TH46—1

E)2-v7/-3@4efkoFx> 7= )V)-N-2=V-2-75 273 F (54 mg,
0.16 mmol) #2710V A (2 mL) IZHERL. KBT. FFSTFLVPUE
ZoAM) 7O F (86 mg, 0.18 mmol) Z/NZ. BIRTIL5EMEBL A,
BB RSB RRER - bV U LKBWZMA . BFBR=F IV THIE U, AR
JE%1 molVLIGHR. ASFIREEKRT MY D LKA, RO TERMAEKTHSE
UZefg, HOKBRERT M) VATHRL, SETREME LU, Bohi-BEx 5
BERBI DS NS5 7 40— (UDDFRIVALIASY 7 —)b = 20/1) TRHEL.
(E)3-B3-7pE-4trfnFxFy7x=)V)2->7/)-N-J = )V-2-75F>73 K
(16 mg, UIE24%) #7187, |
APIC-MS m/z: [M-H] 405, 407.
IH-NMR (CDCl3) S (ppm): 0.88 (t, J = 6.7 Hz, 3H), 1.10-1.40 (m, 12H), 1.58
(m, 2H), 2.62 (s, 3H), 3.35 (dt, J = 5.9, 6.7 Hz, 2H), 5.98 (brs, 1H), 6.29 (brt,
1H), 7.07 (d, J = 8.4 Hz, 1H), 7.35 (dd, J = 2.2, 8.4 Hz, 1H), 7.58 (d, J = 2.2
Hz, 1H).
TH46—-2

KEF IO THE1I-2Ic#E LT, (E)-3-3-7DE-4k ROF> 7 x)L)2-
7/N-2Z)-2-7F7 73K (14 mg, 0.034 mmol) #HILANTZ 7EA )L
(80 mg, 0.69 mmol) T L., 1EE&456 (10 mg, INHE62%) %57,
FAB-MS m/z: [M+H]* 486, 488.
TH-NMR (CDCls) S (ppm): 0.88 (t, J = 6.4 Hz, 3H), 1.11-1.45 (m, 12H), 1.58
(m, 2H), 2.63 (s, 3H), 3.35 (q, J = 6.7 Hz, 2H), 5.36 (brs, 2H), 6.30 (brt, 1H),
7.40 (dd, J = 2.1, 8.4 Hz, 1H), 7.59 (d, J = 8.4 Hz, 1H), 7.67 (d, J = 2.1 Hz,
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1H).
EE47 (LEHI57)
TH#47—-1 ‘

N2 2= )RR 7 44 F> K (430 mg, 1.55 mmol) 21,2-Y/pnnx
¥y Bml) CEML. AN ZNVADRAY Y R)VE VR (0.260 mL, 1.55
mmol) ®1,2-r Oy i (3 mL) #MA. 0°CTISHMEBIHFL . &K
WT4-E ROF S RUY A IVEERE A F)L (200 mg, 1.03 mmol) D1,2-¥ 7 1
DTy L 2.5 mL) BNV ZFU7 I (0.431 mL, 3.09 mmol) %
MA. MEEFH T, 3RREEE LIz, RISEICKZMZ. 7onR)v A THE
U7o GHJE %A A KT L%, KRBT M) Y ATERL, W
ETEMELE. Boh-RE2sMEEI/I O MNT 74— (yooskyyal
XY ) —)U = 20/1. WTo-~FYU/MBRTFIV = 2/1) THEL, @EFR
DXy 7 2= )V) 7O VATV 45 mg, INHE25%) #21Fi.

ESI-MS m/z: 177 [M+HI*.

'H-NMR (CDCls + CDsOD) 6 (ppm): 3.82 (s, 3H), 6.82 (d, J = 8.9 Hz, 2H),
7.45 (d, J = 8.6 Hz, 2H).

THE47-2

(4t ROFS7z)V)70E VBAF)V (44 mg, 0.25 mmo)Z X 5 J —)V
(2.2 mL)IZEME L. 3 mol/LKEbF b 1) 7 /K& (0.24 mL, 0.72 mmol) %
MZ. 50°CT2RfMIL Lo RIBMIC1 mol/LIERRZ N Z BEER — F )V T il
Lo AHEE % AMAEKTHS L EE, MOKRBRT M) DLATERLLE,
BEnEEMEERE FTEML. @G- FoFy7z2)V)70E VR (38 mg,
IN£93%) % 13 7= o
APCI-MS m/z: 161 [M-HI .

IH-NMR (CDCls + CDsOD) 6 (ppm): 5.00 (brs, 1H), 6.81 (d, J = 8.7 Hz, 2H),
7.44 (4, J = 8.9 Hz, 2H).
TFE47-3

ERFIDO THEI-1BLPIRI-2ICELT. e rpFT7z2)0)70

EYEEE 7 I RMEIRWT RV T 7B VI L. 6&MET2 /™ Z0
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ESI-MS m/z: 367 [M+H]*.

IH-NMR (DMSO-d¢) 8 (ppm): 0.85 (t, J = 6.7 Hz, 3H), 1.24 (m, 12H), 1.42
(m, 2H), 3.10 (m, 2H), 7.34 (d, J = 8.7 He, 2H), 7.65 (d, J = 8.7 Hz, 2H), 8.14
(s, 2H), 8.75 (t, J = 5.8 Hz, 1H).

K148 ({LEH58)

G410 T4 -1B IV TE4-2ICH#E LT, 42 RoFo VA

BB FI)VE 7 I RMERWTRIWVT 7EANWVBIZH L. (6E&W58%25 =,
APCI-MS m/z: 385 [M+H] +.
IH-NMR (DMSO-d¢) 6 (ppm): 0.87 (t, J = 6.5 Hz, 3H), 1.25 (m, 12H), 1.40
(m, 2H), 3.05 (m, 1.4H), 3.16 (m, 0.6H), 3.87 (m, 0.7H), 5.74 (s, 0.3H), 7.37
(d, J = 8.7 Hz, 0.6H), 7.41 (4, J = 8.7 Hz, 1.4H), 7.76 (d, J = 8.7 Hz, 0.6H),
8.06 (d, J = 8.7 Hz, 1.4H), 8.11 (m, 1H), 8.18 (brs, 2H).

PR, EfFITHWS WA ILEMOEREEEHT 5.

BEH [22@- T FP T P FI)TZFNT I V]
TiE1-1

Q-7 FFP T FFIV)EEEE (1.02 g, 5.78 mmol) #¥7nnoA4% > (5 mL)
L. {6 %) )L (252 mL, 28.9 mmol) EANZ. HiRT 1K
Lo RIGHZRIETEML, Boh-RE21,4-V4FY > (10 mL) ZH
L. KBHTF. 05 mo/L7 Y EZ7-1,4-UA XY &Mk (60 mL) 2hnz.
R TIIRBEH U, RIBMICKZMZ, 700FRIVATHBLUE. A%
BEAMAEKTHELZH, TKKEBF M) YATHBRL. METHEEZ
BMEL. 22Q-TFFYTFFI)PE MNP I R (094 g, IEI2%) ZE)-,
APCI-MS m/z: [M+H]* 176.

THE1-2 _

2-2- 7 ¥ bFI)7E P73 K (922 mg, 5.26 mmol) #THF (20 mL)
WCHER L. KB T, KBV FILZIVI =Y A (420 mg, 11.1 mmol) %5
#LUTHF (20 mL) Z/iz. FRECIRBERLE. FiZ. ERToRME
BURE, BB MY D LA10KkF1Y (8.90 g, 27.6 mmol) Zi0X. L,
TEmzEHL, WETEEZEEL, 22@- 7 Yz bFV)F V7 I
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(779 mg, INFEI2%) %5 /=,

APCI-MS m/z: [M+H]*+ 162.

IH-NMR (CDCls) & (ppm): 0.93 (t, J = 7.2 Hz, 3H), 1.20-1.72 (m, 4H), 2.87 (t,
J =5.2 Hz, 2H), 3.40-3.78 (m, 8H).

BEH2 [2->7 ) -N-FY)WV7E b7 3 K]

ERFIIOTELI-LC#E LT, 7/ FE#E (505 mg, 5.93 mmol) #EDCI
(1.71 g, 8.90 mmol), HOBt (1.36 g, 8.90 mmol) B Un-F )L 73 > (1.78
mL, 8.91 mmol) THIL, 2-> 7/ -N-F¥ )7 b 73 K (774 mg, %K
58%) %E1H7=o
ESI-MS m/z: [M-H]J 223.

IH-NMR (CDCls) S (ppm): 0.88 (t, J = 8.6 Hz, 3H), 1.15-1.38 (m, 14H), 1.54
(m, 2H), 3.30 (dt, J = 5.8, 7.1 Hz, 2H), 3.36 (s, 2H), 6.06 (brt, 1H).
SEM3 [2-> 7/ -N-I2= V7 b7 3R]

EHEFI1OLR1I-Lc# T, ¥ 7/ FB#E (10.00 g 117.6 mmol) ZEDCI
(33.81 g, 176.4 mmol), HOBt (27.01 g, 176.4 mmol) B L UPn-/ =)V 7 3I >
(25.5 mL, 141 mmol) TMHE L, 2->7/-N-V =)V 7t b7 3 K (13.69 g,
INKE5%) %170
FAB-MS m/z: [M+H]* 211.
IH-NMR (CDCls) 6 (ppm): 0.88 (t, J = 6.7 Hz, 3H), 1.08-1.42 (m, 12H), 1.54
(m, 2H), 3.30 (m, 2H), 3.36 (s, 2H), 6.09 (brs, 1H).
BIFIFI ()

R LD, ROMBED S 225K 2HET 2,

=g/} 5 mg
27 h—2X 60 mg
SR E W 30 mg
R EZ V7 IVa—) 2 mg
RFP7V BT RY TN 1mg
& —)VEa%E | M=

WAIEI2 (FERLH)
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WIS D, ROMBEPS R IPRA ZHET 5,
ot=x7¥ 5 mg
55 k=2 280 mg

EE o HelgEM:

AKFEHICLD, X704 RNV 77y —EHEMEMAEZF L. AT704 REK
WEMRESEROWERE LRI TPHICERRT? ) —IV ANV T 77— bFEK
F R OEENICHAINSEIRIEI NS,
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& K D A

1. = (I)
R1 Ra RS

/\./‘\{_/R7
\\//
/ \

\/

{RXH, RBEIURBA—FZRBER>TKERFEIERIERZVF NV EE
L. R R2, RRBIUVRUIF—F =X E R > TKIKRRF. EKFET7IVFN, N
oy VREF. =bo, Y7/ 7Y R, OR® [, R8IFKERF. EFE7IV
¥V ARBRT IV S AV F J2 ESO:NRreRse (X, ReB LUR=EZh2h
MR BLURLEZTH 2) 2#£ 3] . COR? [, RUIKFERTF. Kk
PIVFI, B ROFxy, K7V XD FEIENRORE (K, ROB LR
FEE—FLERR>TCKBERFELZERTZVFVERT) 2RT] £
NR12R13 [ A1, REZIFIAKRREFFEHFERET7IVFIVEEXR L, RBIIKEZERF.
K7 IV XV, EERTIVA AV FE 2I1ESONRPRs (1, Red L URsbiZ
EFNZhHEiIGERBIURLEAZTHS) 2K7T] 2RL. REBIKRRT. &
By UL EFFEBROZ VXV, BED LRFEBHROEES 7070 F)V,
NaTVRF, b, Y7 PYURCAVIT BED LI ER
DEB 7NV F =)V, BHED LRBFEROER IV T =)V, e FoFy &
ﬁ%b<ﬁ#§@@7»:%v\O&mmﬂw(ﬁ¢\RM&UHWﬁ%h%
NBIRRPBLUREARZRTHS) . CORM [, RUIFIAKERF. Bt L
CEFEHROTIVFIV, E#RS LEFEHROEES 707V F)V, B#D
UK IKIFEHRO 7 ) —)b, BEHd LU IXIEBROEEIRIE, ORS (KA. RIS
FAERF. BHd ULSEEBROPZIVFIV, BED LU ITFEELDERS
rorPvE)V, BEd USIEIEBEBBRO7) -V ERITEHRD LU IIFEBHRD
HERREEZRT) EIENRERY (X, REBIXUVRVIAFE—FEIEER>T
KERF, B LIFEEBBRO7Z VXN, BEHRD LIBIFEEBRDERS 7
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OD7)NEI, BRI USEFEBRO7 ) —VELIERD LIIFEBBROE
REEZERT) 2% 7] . NRBRY (X, RBBLUROER—FZEEZ-
TEBRD ULLEFEEROPZ NV FIVERT) . NR2OCOR2! (A, ROPB L
R2FE—F 2R R > TKERF. B LIFFELDOT7IVFIV, BEHD
LLEFEBEBRDEHZ L 707V F)b, B#D LEFEEROTY —IVE =i
BHd USIZFBEROEEREZRT) F£/2ES0R2 (. R2ZFIEMS L
CHFEBBOT7 IV N EERT) 2R L, ROIUGKFERT., B LITEBEHR
DF7ZNVFIV, BE#S LIEFFEROEHK 707 VF N, o URF, =
oy Y70 PYRCAVY T/ Bild U BFERDOERTIVF =)L,
By LS BFEBRHOERZ VI =)V, b RkoFxy, BHd LIFIEEBROD
Phaxy, B USEFEBEHROT7Y -V, B LS ZFEROERIR
#. OSO:NRrexRsex (FH A, Rrexds X OfRsexid 2 2 MBic R B L U'Rs & [ %
TH3) . CORU (K, RUFHIFCRUL AR TH %) . NRI&RIx (K,
RisxB L UORINFZNZNEZRBB L UROVLFEAKRTH %) . NR2xCOR2Ix
(X, RxB RURMIZNZNAEIGEROB R URULFERTH 2) £
SOzR22x (K A, R2IFIZCRZLFEIRTH 2) 2RI, RILRDP—hE iz
S>THEG A L. RTUZXINRZR2 [, XHIC=0F 7=iZC=SE K L. R
FAZRRF, BB ULEIFEELDOZIVFIV, B LIFEEBLDOEHKS
ro7EF), B LSBEBHRO7) —VELZERD LIEEERD
BRBEHAEZERL, RUIKFERF. BB LEFEBROTIVFIV, BB L
CHIFEBRDEB 707 IVF)IV, B LLFEFEHRLOTY —)L, BHD
U B OB ERBEE 2 1F0RS (R, RBGKERT. Bd LIk
BEROT7ZIV X))V, B LR FEROEZLS 707 I0F)V, BED LI
FBEHRO7) =V EEFERD LI FEROERBRHEZERT) 2£7] &
72i1ZCOR2 [, REIFAKERTF. B LLRFEEBLDOT7IVF)IV, BHfd
U IZFEBROEE S 7070 F)b, Eld LEEBROT ) —)V, B
UL IFFEBROEREESE ZIZOR (K, RIFAKRRF, BHfd LK
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FBEROT7IVFIV, BHLH L BFERDOEKE S 707 )0F)b, B LS
FIEBHO 7Y =V ERRERD LS RFEBROERREZET) 28 7]
%7, =72 L. (1) —CR=CRSR'HBX > ¥ LB LD —0SO:NRRsD 7 )V
MiIicEH#i L, Rl Rz, RRBLURIOWT NP —DODBNH TRV EUE LD
—OSO:NRRsD /S Z il i@#a L. R, R2, R3B L URDE D D7z 5 NIZR?
BKERFTHD, PORDBI 7 THBLE, RIANVKFITRERL,
(2) RL Rz, R3BIURDWTNA—DHE FOFY FEIZOSONRraRsa
(X, ReB L UREZNZhAiGLERAIZKETHS) THOH, R Rz R¥B
FURIDODEDDEDP KRR FTH2LE. PO FPFEEH
OSO2NRraRsa|E R > ¥ 3 E D —OSONRRsD A F L DAICEHR L. (3)
RSHE ROXL TH3 & &, RUEXINR2BR2 (R, XL, RBBLURMZIZH
ZNHIRLELTHB) E2IXCORY (R, RVEHRBLARTHS) DA
ZERT) TEINBZ7ZV—NVANT7 73— MFHEEKELEZOEBNICHS
xhai.

2. A (1A)
R3A RSA
R1 A R7A
AN
O, ,O
N0 R4A
ASA RQA

[ H#. Rra, RsA, R3A, R4A, R5A, R6AB L URAIX Z N ZNHEISCR. Rs,
R3, R4 RS, REBLURLFEFTH . RABIUVRAZFE —FZFER->T
KERF. BE7NVFIV, Na T UREF, b, 70 7Y F, ORsA
(R, RARKERPZIVFNEEERZIVH ) AV E2ET) . CORM (K,
R%@%%WKE%T&%)it@Nw%WM(ﬁ¢\W“B&wWMM%h
ZhAEIGRREB LI URBLFAIRTH D) 2RT. ZEZ L. RADPEFDOFTTH
%y &, RIAIZXIANR2AR24A (X 1, XA, R2AE X URMAK Z h 2 hEistX
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RBBLURUEEETH ) F-I1XCOR27A (KA, RAITHIFEER2 & [FF#E T
HB) DHEET] TEINZPZV—NVANTre—  NFEKEEZDHK
B AIN B,

3. RUBIURNMHPKEZERFTHIHFROHMA 2O 7V —IVA)IVT
PY— NEERE LI ZOFEENICHAINBIE,

4. RUBIURMODRSE S —HDBNDT VRTTH 2FHROEH 2
BEDOT7 ) —IWANT 7pe— FEEEKE ZEZOEMENIHFEINBE,

5. ROADIKERRT. BB LLEFEO7Z NV F IV, BHLY LI
BHROBEHRS 707 )NVF)NV, NOaF VRERF, = b0, Y7/ PYUR 4V
v/, B LFFEBHROERZ VIV, B LIEFEERDEK
PN, B UK EFEBRDO 7V TFS OSO:NRreRs (K, Rep
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