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J-1-98 52 o}

zzg

Aol g)-3-[2-vE-3-(4-¥] 2] d)

3 Al
il

-2 N ER

<135>

<136>

<137>

o

ﬁo

olo
)

<138>

OY R

Hl/NH

o
\
\B
-z
vﬂx -
. o
x—Z
N
[+
N\J
\
g
=z
N\\I
P
.
T ['=
= . /B
\ o .
\\\\ .
< %
= \
T-x O ;
=
e
+ s
o
= +
B,
= T—x

©)

®)

(E)

<139>

S o
= ©

AlRezx, A2 olrID)

A ()

=

o}r]

<140>

2
_VR%

1

of 3lojA R
HESAI o2 A2 obRl(G)

A1 oFRI(B) =2 A2 ofwl(D)

14]

2 % vk

2]
A AN 1,1'-7t2R dr]o|mt}

el
=

el
=

F=E)F AL oFF(F)

oFRl(F)

A tel| A

=
o

=
=

S
=

= A2 oRIG)

ot
=

ﬁo

olo
)

<141>

D)

<142>

Z3A [ A 1-9E-3-(3-T]w| & o}

o
=

<143>

Foll A REgAI71H,

5]

19 24

1)

[<5]
=

)7he o] v =

-2y

ﬁo

olo
)

<144>

HO.

[4]

)

<145>

ol

O~
=4l

ETAEK [dAY E2F N N' -

=
=

b A2 opl(D) 2 AEFAI)

<146>

&

ol =72 ZeE 7

L
L

suma] ®

<147>

i Fogte =,

3]

e

H37|2 H
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<148>

<149>

<150>

<151>

<152>

<153>

<154>

<155>

<156>

<157>

<158>

<159>

<160>

<161>

<162>

<163>

<164>

<165>

% B3, EP o 2EEE b Ba 1 el dwbdel woE sERutor ABAY SR A

A7) B el S Qoldl AFBE Bl wiel o) A% vk ge AFE ABANY & Ao

A7) G pEel A Qo BB F84E AR Ae, IN-o AT As 48 FESAT. A
@ A FEshs okl AY FolA dehiRAw, el EEeAbbeel =(PS)e) Aol SJsiA okrlE INF-a
gl B@ oA Eahg AANAA AES A%, B HFEE 5T - A3 8 BAT

o
m\l

fooob oz omE oox W
g,
ol

2> oX to ri

)
of
ol
=2
of
)
i_r‘l
Lo
2
BN
. 2
re
ot
st
i
o,
2
BN
2
2
2
2
HE,
o
°
i)
>
et
o,
i)
:\_I‘
i
T
o
=
>
=
o
i
2
rlr
re
i)
ol

* 2-(1-olte)-N-Ad e dotrl FAF(FHA 1-1)

WEAEZA 2-(1-oltpnreE) o Do 2B 2(2.07 g, 8.01 mmol)2] ol&h2(45.8 ml) Edo, FAL}WI(2.69 ml,
23.2 mmol), EMAFZH(2.14 g, 15.5 mmol), LQL=3VEF(2.30 g, 15.3 mmol)& 7}ste], 17417 719 353t
ek, Wk gAS 7ot FHsle], FEEEE(100 m) oz 3AET. o] AL 1 N FAFUEF 894(100
m), X3t AUER F84(100 mD) o2 AAs L, §715S vt adlgoes AxAAY. &WE 7 TF/
AAs ], dej7ba Ax] FEetEaR 2 At APE 24 SES] F2P(1.52 g, 6.10 nmol) ] o}
AEAFNE(0.50 me) &Moll 4 N A3l54 ofdEAE £A(3.1 m)S 713I3th. &3 uAE o EA Y
2 AAsta, dq7ste 14 35E 1.33 g(60%)S LSlTt.

IR(KBr) : 2924, 2850, 2519, 1456 cm
mp : 263.0-264.5C

ze] 13} 22 223 ste], ot dgtEs ¥S o AT ¥, %4 e AAFeEA EeEA
= (e}

* N'-[2-(1-oltteta) I -N-(AA A 7t 2 B Y ) -N-H A ] o} d] (F7HA] 1-2)
R(neat) : 2901, 2844, 1704 cm
* 2-(1-olth e )-N-(AN E=2HEvE) v dolql FArI (F7A 1-3)

IR(KBr) : 2907, 2847, 1452 cm |
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<166>

<167>

<168>

<169>

<170>

<171>

<172>

<173>

<174>

<175>

<176>

<177>

<178>

<179>

<180>

<181>

<182>

<183>

<184>

<185>

<186>

<187>

<188>

<189>

<190>

<191>

<192>

<193>

<194>

<195>

mp © 300.0-310.0°C

* N'-[2-(1-olhate) A ]-N-(t-F-F A7t 2 B d )-N-H A o} 7 (F
IR(neat) : 3307, 2902, 2846, 1698 cm

* 2,2'-t(1-otcietd) Tl o}yl FArH(F7HA 1-5)

IR(KBr) : 2000, 2845, 2735, 2453 cm |

mp : 325C

* 2-(1-oltpvte)-N-Z 2o o}yl (F3HA 1-6)

IR(neat) : 3276, 2903, 2846. 1450 cm |

* N'-[2-(1-o}ciete) o d]-N,N-t] Dol ] o}ql o] A (F3HA 1-7)
IR(KBr) : 3424, 2901, 2846, 2445 cm '

mp : 254.5-250.0°C

* 2-(1-olgte)-N-A E2 Ao Holdl FAF(FHA 1-8)
IR(KBr) : 2910, 2846, 2771, 2450 cm

mp : 300-3127C

* 2-(1-o}tt e )-N-A| E2Z 2 F o do}ql (F7HA] 1-9)

IR(neat) : 3272, 2901, 2845 cm

* 2-(1-orE)-N-(2-w| Al ") o oty F4r (F2HA 1-10)
IR(KBr) : 2909, 2846, 2792, 1451 cm

mp © 278.5-281.5C

* (1-olerd)-N-(2-Z =29 d)d dolrl (F3HA] 1-11)

IR(neat) : 2900, 2845, 1450 cm

* N-"E-2-(2-F g ) ol (FA 1-12)

IR(neat) : 3305, 2927, 2857, 1591 cm |

* 2-(1-opehare)-N-"l d o " otrl HAE (A 1-13)

IR(KBr) : 2000, 2846, 2750, 2528, 2468, 2372, 1585 cm |

mp : 264.0-265.0°C

* 2-(1-ovre)-N-FE2F Lo oty A (FA 1-14)
IR(KBr) : 3456, 2003, 2846, 2741, 2426 cm

mp © 225.0-233.0°C

* 2-(1-opepare)-N-F- Aol (F3HA] 1-15)
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<196>

<197>

<198>

<199>

<200>

<201>

<202>

<203>

<204>

<205>

<206>

<207>

<208>

<209>

<210>

211>

<212>

<213>

<214>

<215>

<216>

217>

<218>

<219>

<220>

<221>

<222>

<223>

<224>

IR(neat) : 2903, 1683, 1450 cm

* 2-AEF2HA-N-(2-Hd D) gorrl A (FHA 1-16)

* N-AgHd ol FAR(FTA 1-17)

IR(KBr) : 3028, 2957, 2786, 1456 cm

mp : 260.0-285.0°C

' 2-ASEHA-N-FE "ot A (FHA 1-18)

IR(KBr) : 2921, 2853, 2794, 2739, 2442, 1500, 1484, 1451 cm |
mp : 250°C o)A

* 2-A R A-N-AE g dobdl FAA(F3A 1-19)

IR(KBr) : 2924, 2793, 1451 cm |

mp : 250C o]+

* N-(t-FEAFIEEY)-N'-(2-A E2 A D )-N-v[ & ol & A o} ¥l (
IR(neat) © 3350, 2923, 2850, 1697, 1481, 1449 cm

* N'-(2-AZ28 A E)-N,N-td D g Ao} vl (F7HA] 1-21)
IR(neat) : 3310, 2921, 2850, 2815, 1448 cm

* N-[2-(1-oletd) g ]-3-(4-F g D) T2 oI (F A 1-22)
IR(neat) : 3291, 2002, 2845, 1602, 1450 cm

* 2-(1-orgete)-N-ol Az 2P Hopgl LA (FHA 1-23)
IR(KBr) : 2009, 2846, 2754, 2464, 1588, 1476, 1451 cm

mp : 266.0-269.5C

* N-(2-HHE = g) Ao} (FIHA 1-24)

IR(neat) : 2032, 2854, 1466 cm

* 2-(1-o1gerEd)-N-[(2-HlEdE| o} Z-4-d) W E 1 Do} (F7HA] 1-25)
IR(neat) : 2901, 2844, 1449 cm '

* N-[2-(1-olehrg) g A op Rl (F3HA] 1-26)

IR(neat) : 2001, 2845, 1449 cm

* N-[2-(1-o}thetd) o E]-2-vd-2-Z 25 Jo}pql (FZHA 1-27)
[R(neat) : 2902, 2845, 1450 cm

' N-[2-(1-oboate) ol D [ -3-wlE-2-F el d o} (T34 A 1-28)
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<225>

<226>

<227>

<228>

<229>

<230>

<231>

<232>

<233>

<234>

<235>

<236>

<237>

<238>

<239>

<240>

<241>

<242>

<243>

<244>

<245>

<246>

<247>

<248>

<249>

<250>

<251>

<252>

<253>

IR(neat) : 2003, 2846, 1450 cm

* N-[2-(1-olere) o1 d A opyl G (F3HA 1-29)
IR(KBr) : 2926, 2849, 2778, 2469 cm

mp © 204.0-208.5C

* N-[2-(1-olutd) g ] doldl G4ka (F53HA 1-30)
IR(KBr) : 2909, 2848, 2766, 2446 cm

mp © 230.0-243.0°C

* 2-(1-otehar e )-N-(ill A & A ) S DopRl (5744 1-31)

[R(neat) : 2901, 2846, 1452 cm

* 2-(1-oereE)-N-[(2-Elelld)Hd ]l dolql A (F7HA 1-32)
IR(KBr) : 2908, 2846, 2757, 2426 cm

mp © 257.0-260.0°C

* N-[2-(1-olchate) o e 1-2-F e dop? (574 1-33)
[R(neat) : 2901, 1450 cm

* N-[2-(1-olohr ) D 1 4ol (F3HA 1-34)
IR(neat) : 2902, 1450 cm

* N-[2-(1-o}thute) oA S22 G g o}pql (F7H4] 1-35)
[R(neat) : 2901, 1450 cm

' N-[2-(1-elhr) o€ ]-3,3,3-EEF 2 X 2 goql A (FA 1-36)
IR(KBr) : 2910, 2849, 2767, 2598, 2457 cm |

mp © 300.0-310.0°C

* 1-2-(1-olg ) o 1-2-(t-F-FA 7t 2R ) S| =& - (F A 1-37)
IR(KBr) : 3288, 2899, 1705 cm

mp © 73.5-81.0T

' N-(t-FFA7t2 5 d)-N-dd-N'-H D D A] o} 71 (F7HA] 1-38)
IR(neat) : 3326, 3025, 2975, 2030, 1694, 1454 cm

' N-(t-FEA T2 R Y)-N-HE-N'-AL o @ T] o}l (FZHA] 1-39)
IR(neat) : 2958, 2029, 1694, 1457 cm

' N-(FESAFI2 ) -N-HED-N'-Af Do DA o} 71 (FIHA 1-40)

_17_
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254> IR(neat) : 3309, 3027, 2936, 2824, 1698, 1454 cm

<255> *N-(ASAFIEZRY)-N-HE-N'-AL s d A T] o} (F A 1-41)

256> IR(neat) : 2928, 2858, 1703, 1455 cm

257> * 2-AIEEHA-N-2-HEA ") Dotd]l A (F2HA 1-42)

<258> IR(KBr) : 2923, 2855, 2784, 2478, 2444 cm

259> mp © 205.0-208.0°C

<260> * N-o1€-3,4,5-E W SA Ho | Do}l (F7HA] 1-43)

261> IR(neat) : 3300, 2036, 2828, 1588, 1508, 1457, 1419, 1331, 1236, 1126, 1008 cm
<262> * 5-[2-(o] &AM oln| )] o] nthE o] FAHA (FTHA 1-44)

263> IR(KBr) : 2806, 2467, 1619, 1604, 1446, 1347, 1089, 914, 827, 735, 627, 622 cm
<264> mp : 235.2-238.0C

<265> ' NAEFE2HA-3,4-TH S A A HoHl (FHA] 1-45)

266> IR(neat) : 2928, 2852, 1591, 1515, 1463, 1449, 1416, 1261, 1236, 1155, 1139, 1029, 802, 761 cm
267> bp : 170°C/210 Pa

<268> *N-AEEERY-3 4, 5-EF W EA| Ao opRl (F7HA] 1-46)

269> IR(neat) : 3304, 2932, 2832, 1588, 1505, 1459, 1418, 1332, 1236, 1126, 1009 cm
<270> * N'-[2-(1-olth e ) S " |-N-(t-F-EA| 7L 2 B d )-N-H &-1,3-Z 23T o} 71 (F74A] 1-47)
271> [R(neat) : 3308, 2902, 2845, 1698, 1480 cm

<272> * N-AERIA(FHY)WE-3-(4-mEAEY) T2 Do}yl JAHE(F57HA 1-48)

273> IR(KBr) :2928, 2857, 2765, 1592, 1510, 1455, 1230, 1064, 1033, 817 cm

<274> mp : 187.5-189.5C

275> * N-OudrE-3-sd =2 gopyl (A 1-49)

276> IR(neat) : 3024, 2931, 1601, 1493, 1452 cm

Q77> " N-AE-3-Hd Z 2 golyl At (FHA 1-50)

278> IR(KBr) : 3027, 2955, 2870, 2780, 2492, 2413 cm

279> mp © 230.0-238.0°C

<280> * N-olAEd-N'-[2-(1-o}c}atg)d gl dat)obdl GAE(F7HA 1-51)

281> IR(neat) @ 2897, 2845, 2361, 1826, 1707, 1567 m .

<282> mp - 245.0-247.0C

<283> * N-o]&#E-3,3,3-EEF 22 Yolql JAF(F7HA 1-52)

_18_



<284>

<285>

<286>

<287>

<288>

<289>

<290>

<291>

<292>

<293>

<294>

<295>

<296>

<297>

<298>

<299>

<300>

<301>

<302>

<303>

<304>

<305>

<306>

<307>

<308>

<309>

SS=50ol 10-0880698

IR(KBr) : 2961, 2800, 1253, 1173 m

mp : 288C o]AF

* N-[2-(1-o}patg)dE]-2,2,2-Eg EF 2 2o doldl A (F7HA 1-53)

IR(KBr) : 2904, 2849, 1273, 1233, 1176, 1145 m |

mp 1 263.0-265.0°C

*AERIAA-N-ZEY T Z Yoyl HAHE(FZHA 1-54)

IR(KBr) @ 2924, 2854, 2779 m

mp 1 234.6-235.4°C

' N'-[3-(1-olt e ) T2 F|-N-(t-F-EA 72 B d)-N-A D A T] o} ¥1 (F3HA] 1-55)

"H-NMR(400MHZ, CDCls) & 0.99-1.10(m, 2H). 1.32-1.52(m, 17H). 1.55-1.65(m, 4H). 1.70(d. J=11.8Hz. 3H),
1.93(s, 3H), 2.58(t, J=7.2Hz, 2H), 2.77(br, 2H), 2.91(s, 3H), 3.33(br, 2H)
Az 2

' 4-(3-opr =z 2 ) e d(FA 2-1)

-[3-(4-ygld)z2d ]| Z2do|n=(67.1 g, 252 mmol), WIEE(504 m) ¥ 3= 143}=(18.3 ml, 378

mol) & Alol, 3413 7t SRt WY ¥ BEES ol Bustel, olnels ¢ BHSAT. AR
S22EEA O 4N FHHIEF £EAG00 1) o], FAG T, 47152 FIEFOR A%AH
RS EET F A9 FReM, A BT 205 g60%)0] FA fAERA ol

olr

=
IR(neat) © 3362, 2933, 1603 cm |

bp : 76.0-79.07C/40 Pa

Az 2¢F & 22& FoRH, o3t FFES 4S5 AT
* 3-(4-9Fd)-2-Z 2o do}R (F3HA 2-2)

IR(neat) : 3280, 3024, 1599 cm

* 2-(4-H 2 AN Do (F7HA 2-3)

IR(KBr) : 3208, 3102, 1610, 1216, 1049 cm |

mp © 108.0-111.5C

* 3-(4-AEY)-2-Z 2 do} (FHA] 2-4)

[R(neat) : 3270, 2944, 1585, 1568, 1508 cm

Az 3

* 2-(1-olpred)-N-H D Do} Rl (F A 3-1)

G282 FYF1) (569 mg, 15.0 mmol)e] TlEo Bl 2(34.0 m¢) &Holl, Wldtol| A, 1-o}t}utelo} A EAN-W]
Yol =(1.54 g, 7.45 mmol)e] HEZS=ZFeH(15.0 m¢) &8-S 58 Fot "gojmyul, 6X7F 71E 373

, Al Wstel Al ankstar, oM EAtNEE Thste] 1¢) FaASIEFELEFES Md F, v &S 1N
?34(50 m) o2 23] Z%ﬂoﬂﬁ} FEINE 4 N FASMGEF 5898 HUtste dArVIde= whEa, tode
Hl2(80 m)= F=3Uth. 77155 X3t ASHEF F89(60 m) o= AP 5, %L)x\_}u]'j—LﬂE‘——i AZA
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<310>

<311>

<312>

<313>

<314>

<315>

<316>

<317>

<318>

<319>

<320>

<321>

<322>

<323>

<324>

<325>

<326>

<327>

<328>

<329>

<330>

<331>

<332>

<333>

<334>

<335>

<336>

<337>

<338>

2o s At

of\

F AASH], 4 3kgE 890 mg(66%)S LA,
IR(neat) : 2902, 2845, 1449 cm

Az 33 g 22E sol, olstel HFEE VL & AAT

5

A, 4N A8 oPAEAE oo o5, 7] HFEL GVPOR ABNL FE A,

* 2-(1-ojgvte)-N-d oo}l A (FTHA 3-2)

IR(KBr) : 2896, 2847, 2753, 2468, 1610 cm

mp : 230-245°C

* N-HE-3-(4-9FE) Z2 PRI (F3HA] 3-3)

IR(neat) : 3292, 2934, 1602 cm

* 1olrhie-vEdu el @ (3T 3-4)

IR(KBr) : 2905, 1584, 1451 cm

mp : 340C

* 2-(1-otgerE)-N-vlE e gopyl FAA (F3HA 3-5)

IR(KBr) : 3422, 2900, 2846, 2676, 2450, 1630 cm |

mp © 200-220°C

* 3-(1-olgvig)-N-Z2 g x 2 Yo}yl ALY (F71A 3-6)
IR(KBr) : 2899, 2467, 1449 cm

mp © 159.5-162.0°C

* 1olohRrg-vAR A EolY QAR (3TH 57)

IR(KBr) : 2916, 2603, 2509, 2418, 1477 cm

mp © 170-235°C

* N-[3-(1-ele)Z =g Ao}yl FAF(FHA 3-8)

IR(KBr) @ 2901, 2847, 1466, 1453 cm

mp : 199-224°C

* N-[2-(1-o}o}td) o E]-4,4,4-ER EF 2R Eoldl GG (F7HA 3-9)
IR(KBr) : 3422, 2908, 2852, 2770, 2518, 1452, 1255, 1148 cm |
mp : 243-274°C

* N-[2-(1-o}hite) o E]-5,5,5-E EF Q. 2 Ao}yl (F7H4] 3-10)
[R(neat) : 2903, 2846, 1450, 1255, 1142 cm

* N-[3-(1-ottg) =2 g R Hotdl GAF(S3HA 3-11)

_20_
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<339>

<340>

<341>

<342>

<343>

<344>

<345>

<346>

<347>

<348>

<349>

<350>

<351>

<352>

<353>

<354>

<355>

<356>

<357>

<358>

<359>

<360>

<361>

<362>

<363>

<364>

SS=50ol 10-0880698

IR(KBr) : 2904, 2847, 2756, 1453 cm

mp © 275.0-276.8C

* 3-(1-o}thire)-N-(2,2,2-EEF e 2dd) T2 Po}vl A2 (F7HA] 3-12)
IR(KBr) : 2902, 2850, 2739, 1274, 1258, 1176, 1139 cm

mp © 262.0-268.0°C

* 4-(1-olgte)-N-d e dolql FAA(FTHA 3-13)

IR(KBr) @ 2901, 2847, 2457, 1451 cm

mp : 224-230°C

* (1ol )-N-Z2 g R gopyl G A(F3HA 3-14)

IR(KBr) : 2899, 2848, 2751, 2410, 1451 cm

mp : 234-249°C

* N-(l-ojgvte)-N'-Z 2 god Ao}yl o|H4tE (F57HA 3-15)

IR(KBr) @ 2927, 2719, 2508, 2429, 1471 cm |

mp © 288.5-289.5C

Az 4

* 3-IN-[2-(1-olc}etd) g ]olu| e ] 22 3] 23kt - R 2H 2 G (F3HA 4-1)

2-(1-ottprte ol ol FAEA (1.0 g, 4.6 mmol)S &2 (10 me)oll &3|A]71L, WYslal A Elodolwl(0.65

}\

ml, 4.6 mmol) & ofF B t-FENAHE(0.75 ml, 5.1 mmol)E 7}3+ F, EES H2o7 BIAFA ¥ W
HPok"”ﬂr i3 &S T w5AA, FEel 1N FASUER #8430 m) 3 ofNEANE (50 m)S 7}
ste], FAETE. oMAEANEEFE (50 me), X3t AFUHER FEAG0 m) o2 AFEe], T FAmta
Hagos 7d+ AlFTH S wEe 3, Aggd dy aEetEadgE AT, doll §4=(0.50 g,
1.6 mmol)S TlolEelHZ(20 me)el &3A7]aL, WEstelA 4 N fdsteid opAEAbd &4(1.0 m¢, 4.0
mmol)& 7FHH AAZF MEEQTE. o|AS volddHER o3 FHIA 1A FFE 0.33 g(230)E ¢ 7
)v\)\?\‘jr

10 ok

IR(KBr) : 2902, 2846, 1733, 1166 cmi1

2
o
ol

o
2
)
ol

o
lo
o
o
il
1e3
ne
1e3

S AT E=E, 34 sftee dddesA EeEA

* -IN-(2-AER A E)oln| ] T2 H 24P 282 FAHE (F7HA 4-2)
IR(KBr) : 2924, 2853, 2792, 1736, 1455, 1439 cm |

mp © 185.0-187.5C

* 3-IN-(2-AE28 A E)olv| e ] 22 3] 23t - R | A 2 (F3HA] 4-3)
IR(neat) : 2977, 2922, 2850, 1728, 1449 cm

~[3-(4-3] 2] =) =2 B o) 1] L 23] LAkt -F RO 2E 2 QAL (FTA 4-4)
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<365>

<366>

<367>

<368>

<369>

<370>

<371>

<372>

<373>

<374>

<375>

<376>

<377>

<378>

<379>

<380>

<381>

SS=50ol 10-0880698

[R(neat) @ 3322, 2977, 2933, 1724, 1602, 1367, 1153 e

Az 5
* 5-(4-9 )L 2A(FA 5-1)

BESAEASA I ER I E) EAld 2225 (4.60 g, 9.36 mmol), B-(4-3Q)ola 2 ASAFE(1.90 g,
8.51 mmol)ell N N-TJWEZEolu=(17 ml)E 7}3te], Wusle] mukslglel., s8-8 (4.70 g, 34.0 mmol)<
7bate], Hbg &R 2EE eio& 7h3ElTh. o] AE WAl wWkeE 3 ol M| EAFIE (100 me) = 345k,
(100 m¢) 23], E3} 450 m)o] £o2 AAEUT. FAUEFOR AXAX F o EAES Y F
F AAGT. ARES %—Jﬂﬂ A4 Azvleagg2 2 AAsH, 5-(4-F2d)He 242 -t
ol~HE 2.29 g(AFA) o] HFA FAERA Lot

oloj A, 5-(4-d ) e 2A-2 4-vAdwl Fo ~E| 2(2.25 g, 8.48 mmol)oll WENS(42 ml), OFAIEAN1.0 ml,
18 mmol)& 7Fate], A 7kAE 1023 F71AF T iUHEkfﬂ B kst etE S vkete], ¢4 29718kl
ALoA B wgtalgivt. AlgtolE ot oF B&ES o AT F, AHRNE I FFIUT. 15}
(b)) ZHFEol oA EAt ™ (50 ml)E 713k, g%oﬂﬁ 3AIZE wRkskit. AAE A FHEA, 1A )
a;g-% 1.00 g(66%)°] EL@MH ﬁx%oizﬂ 0401 1:}.

IR(KBr) : 2943, 1719, 1636, 1605 cmi1

mp : 155.0-180.0C

Az 6
* 3-IN-(2-AE2 A E)olv ] 2y 24tolu| = A (57HA] 6-1)

Wustel, F3A 4-39] 3-[N-(2-A| S22 8 Aol d) o] & | Z 2 5] 24} 2H=2(2.0 g, 7.8 mmol)°ll EE
FLRAANELH 6 ml)S 7?6}043} R wwkgh 5 ek wEegivh. gl 4 N Askea oA EAY &
Ae Thetel, et wEHT F, AW 2AE Hel"EdHER o3 w3 EA, 3-IN-(2-A SR L E) o] ]
Z 2244 1.5 g(96%)—§— D& T AR

ojojx, 3-[N-(2-AZF2 & HoE)oln ] 23] 24F A4FA(1.0 g, 4.2 muol) el BlEZFS| =2FH(8 ml)S 71at
of | ALoA uykE W.%ﬁf*hT%ﬂiﬂEﬂlg,ilmm)Q]Eﬂﬂ%ﬂWHSmk93mmD%7}
shef whAl bk &, 5% AJEEAR £E01(10 m)= ZFSEth. FREEF(60 m)oR FEIT F, AUISE X
ﬁ‘MAQOmUEHﬂﬂ&@W St adlgos AXA7 T, 7oF EE2sdth. ARES Aggta "y 3=

|

EN

vt 2 FAsAt | 3-[N-(t-F-EA 2R E)-N-(2-A| Z2 Qo &) olu| = | T2 1] 2AF 0.79 g(62%)°] A1
FAEZA doH .
olojA | 3-[N-(t-E-EZA7I2RY)-N-(2-A F2ddoe)oln| = ]| Z 23] 24H0.59 g, 2.0 mmol)ol] T4 B EZ}3F

ERFT m)E Thstel, -78CelA anbaigith, N-MFE2E/(0.22 me, 2.0 mmol), °]ojA FEEIEFAL]
g 28 2(0.38 ml, 29moﬁ]ﬂEﬂdziT%Bnm-%ﬁ§7hP%}1Mﬂ 28% OFE1]o} =&l
(6.0 m¢, 9.8 mmol)S 7}k, 1.5A1%F wRESIH T, F22XE(50 m)S 7Istal whs E3E9 25E5 Ao
2 7hEste], 23 Wb AGER #8020 me), 3 920 mh) wom AAsglY. FabravlgoR A
AR 3eh wFete], Aiws Adevhd A9 ARviEINZ AAshd, 3-[IN-(t-F-SA 7R R E)-N-(2-
Al ZF 28 o el)olm] ] 2 a2 akolm = 0,34 g(58%) 0] A Ao wA Aot

oJoJA], 3-[N-(t-F-FA7F 2R ) -N-(2-A| S 2 Ao g )o}n| = | L 2 5] 2A4kolw] =(0.37 g, 1.2 mmol)ell 4 N 13}
A 1,4-T 54 H(3.1 ml) S 7hske] AZellA ghA 6}913} e w5 5, A4E aA o] fojaxa
dolel 25 718ty o3} =FHEAF, ®F 39E 0.30 g(FHH)o] ¥4 AForM dojHt.

IR(KBr) : 3386, 3196, 2921, 2852, 2808, 1705,1656, 1452 cm_1
mp : 165.0C

A zd 7
* g-5-A Aol (FHA 7-1)
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<382>

<383>

<384>

<385>

<386>

<387>

<388>

<389>

<390>

<391>

<392>

<393>

<394>

<395>

<396>

<397>

S=50dl 10-0880698

3-olu| =T 23 QUEZH(0.98 g, 14 mmol)o| N N-UjHEEEoln|=(28 ml)E 7}ate], A-2oA wwuketict. 6-
BHEE-1-M(5.0 g, 31 mmol), SLLE3YEHF(1L g, 73 mmol), EHAFZH(5.8 g, 42 mmol)E 7}3led, WA
skl th, te "o 8 2(100 me)i 3|4 35ke], E(100 me, 23]), X3} A5(50 m) ] o2 AAEATE. FAk

YEFOR AXA F, f7]5S 7Y sF3v. AFES A7t 25 a2readdgz 28 ZAAA,

3-(O-5-gAd)olm T2 e UED 2.2 g(66%)°] FA FAEZA ot}

oloj A, 3-(g-5-FAd)olr| =Z2I QUEZH(2.0 g, 8.6 mmol)ol] E2(8.6 ml)d} FAEZF(0.85 g, 13
mmol)S 7}ste] 7.547F 744 @FA AT, Bl F B(150 M), FREEE(150 M) 71ekal Bujste], f71F
S U EFoRE AxAZY. 7Y 55 F AFES 9714 A7t A1 A2eEadgR B8 AR,
EA 33E 0.32 g(21%)°] FFM FFEZA dolA

IR(neat) : 3076, 2976, 2928, 2856, 1679, 1640 cm

Az 73 & 22E ko], o3t FHFES 45 T AT
* O-7-SEdeRI(FA 7-2)

IR(neat) : 3075, 2976, 2926, 2854, 1640 cm

Az 8

* N-[2-(1-elE S A E ] Z 2 golyl G (F2A 8-1)

2-(ZE2goln =)o eF2(2.4 g, 23 mmol), 1-BHEXRIT}EN0.50 g, 2.3 mmol), Eol"do}l¥1(0.32 m¢, 2.3
mmol)S Alo], 212 100TolA 2417k, 130Tl 5A1%F, 150CollA 3413k WPo}OﬂE} Wy & ol A EAlbel €l (50
me)S 7kate), E(50 me) 23], E3 930 m)e £o2 AASIT. §71ES SRIYEFoR AN £
et wFeklth. e deyhd AR aRviEae R 223§, 4N AsbraohdEAE &2 mt)
S 7heta sk w5k, AAE AAS oMHEER o1 FHERE, 24 I5HE 0.16 g(25%) 0] T AA
S ZA dojxtt.

IR(KBr) : 3544, 2907, 2502, 1584 cm
mp : 232.0-232.7°C

Azd 9
* 2-Z ZPoju| ol A EAF N-(1-o}thgrE)otu] =(F A 9-1)

HZ BN EAH5.00 g, 36.0 mmol)oll o EF2(36 ml)S 7lsle], W4atoA] wwketlth, T2 Holvl(14.8 ml,
180 mmol)& 1ol ZA 7hgk §, 92 80TCAIA 2,543 wnkalglch. 4 N FilshEg 89(27 nma)2 7hst
o A FFT T, E(27 n)Y HEZS|=E2F T30 m)S 7hete] Aol mwstith. vk tl-t-FEof
H2(9.43 g, 43.2 mmol)®] HEZHS|=Z2FH(6 m) §HS 718, 158 5 A E24F 1¢§}g% 7}ate] oFikAg
o2 VY. ol EAE(150 m) 2 FE3 F, Z(100 me), E3} A5(50 m) ] &= ARt F7l
T FHMUEFOR AXAN F 3% FFT. RS AgItA 4 ii‘#ilwﬂ ek, 2-[N-
(t-F-FA 7t 2R E)-N-Z 2 FolH| . oA EAF 5.06 g(65%) 0] A A=A dojxct.

ﬂﬁH,ZN(tﬁiﬂ}eiékwﬁiﬁﬂﬂiPHM?Hmwg,%Bmmn,k%ﬂﬂ%@ﬂ@A6g2&9

mmol)oll A3 EA(208 ml)S 7}sle], A-20A] WA T, N N-tjo] AT ZHoeo}Hl(7.25 ml, 41.6 mmol),
olo}A O-(7-oFA} LEEE]O}%—I—%)—N,N,N N'-HEHWE -2 56E3FAAA(8.71 g, 22.9 mmOl)g 7tsted,
Al ks Th, Jhg 8AS A9t &S &, JIFES AU 29 a2vEad9g R #2skd, 2-[N'-(t-5

SAZFERE)-N -Z2dopu] oA EAE N-(1-ofrutd o] = 7.88 g(AFH)o] 4 %*J%EH LI
Dol e A2olA astsigit.

oloj A, 2-[N'-(t-F-5A7t2 )N -Z 2 Holu] - JopA| EAF N-(1-o}t}ghel )o}u] =(7.68 g, 21.9 mmol)ell 4 N
A3 ol EAbOE (55 me, 0.22 mol)& 718he], Aeo]A 1AzF muksleith, AAE AAo] o4 Exl
g2 o 3 F olNEAERE AgE, 14 SFE 5.97 g(95%) 0] T4 AR oA dojHrt,
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<398>

<399>

<400>

<401>

<402>

<403>

<404>

<405>

<406>

<407>

<408>

<409>

<410>

<411>

<412>

<413>

<414>

SS=50dl 10-0880698

IR(KBr) © 3272, 2906, 2848, 2589, 1676, 1562 cm
mp © 278.0-279.2°C
Az 10
" N-(t-FEATEEY)-2-(4- T DA A ol (T3] 10-1)

Hyslo| A, F7kA] 2-4(200 g, 1.45 mmol)e] HEZHS| =2 F (5 m) &Aoo T]-t-FEHr]7= R o] E(380 mg,
1.74 mmol) e} Eg|&olql (240 wb, 1.74 mmol)ES 7}8le], ALo g 7123te] 258 wHlsgth, B39l o 2 FE

ol $AS S AAT F, DASIAUE0 003k TH VUFLUEE FEAG a2 TG,
£5% EP FREIBGO )OE FEHL, FF 47152 T4 Pk TIEOR ARG sl §
NE FF AAG Qe AFEE A2 A9 AzohEaANE PANE EA HHE 10 ng20.208 28
& Q.

IR(neat) : 3230, 2976, 1706, 1596 cmi1
Alzd 11

' (RS)-2-vE-3-(4-H D) T2 oI (FA 11-1)

{0

97)
=
10

3L

Foll A, 43I EF(5.36 g, 134 mmol)ol]l N N-tj|& EEolu=(143 m) S 7}ete], sl A =
gtz alt)odo 28 2(11.7 g, 67.1 mmol)2] N N-tHEd EEo}r]=(40 ml) &N 58 FoF "ol
% 4-43 ) Z2EFAE(10.0 g, 61.0 mmol)S FFH 5o Az 7}l *‘io& 7heakolek. 1
23} R AYEF 89500 m)S 7Hste, teldelH 2(400 m) 2 FE3ATE. F715S E(100
n), ¥3h A5G0 a0 ARetel, FAvidlgon ARG, A wHA, - )
EAdd o AHE 17.2 g(AFH, F2IJUEF 298 T3 7 g (F0) SFHERA Aoz},

oloj A, 2-WE-2-(4-F g duE) D2 e A 2(17.2 g, 64.6 mmol)ol] 6 N &A2H96.8 m¢, 581 mmol)S
7vste] whA 7k @Rkl Wl @100 m) o2 Ao 24 2-vE-2-(4-v g v E) T2 akt] o € o
2E 2o EFH o] H FAJIUEF 2dS AAstY A w5 AAHE 2SS oMEAER o3}
FHA, 2-vE-3-(4-9 ) 22924k 10.7 g(82%) 0] ¢ BN Ao ZA dojx
ololA], 2-wE-3-(4-T )T 2T LAH(1.69 g, 10.2 mmol)o] EFEZFEE(8 m), F3}E (2.2 m¢, 30.6
mmol), N N-TlHlR X Fopn| =(1-&)S 7Fste], wyksha A 1A1ZF 7k SHRAzich 2 55 & 222X 5@8
me)& 7hskel, skl anbelal gl 28% PR ol gelel] W3] bttt 10w ¥ A2oR shEste],
AL kst ZRQE EF F ofMEAMIE (100 m)S 7Het, AAdE EEES o AASAT. oS
A wH5sta, ARES Ay Ay a@uEageR F8 gAsted, A4E 23S HdddH2R o3
-(4-F ) 21 &Abolu| = (.72 g(43%)°] HEA AH oz A AolA

r—{u:
0

8 = m
¥2

>
Yriﬁghl%

oy g H

02 e HE

ko3

T
=
"

olojA, A E97|etol A, F23eELFEE0.45 g, 12 mol)ol] - v El (20 m)E 7}sto] WY
2-m9-3-(4-9 2| d) 2] 24kl =(0.68 g, 4.1 mmol)«] T4 A g A(20 ml) &8S
i oEeh "Wolmea, AR ow Jheste] WAl wwkeiqlth, thAl Aoz WZIAIAA oM EAbE (5 m)S A
i oM 1 N FABUEF 8948 oo A3 7hete], A= 100 mE 7188t 22X E
=% 5, 77158 U EFoR Axste 7y w5k, 24 SHEE 0.56 g(90%)©] A

[R(neat) @ 3293, 2957, 2925, 1602 e

Az 115 ge 23S dol, olste] RHBE AL 5 YA E, Y3 B4
=M, FF BT AL & AU

&/
rO
2
o
2
ofo
ol
Qo
£
ot
2
M

o
il

* 2-(4-9] Y Er ) FEoMRI(F3HA] 11-2)
IR(neat) © 3296, 3025, 2960, 2874, 1602 cm

* 2-f1A-3-(4-HE ) T2 DY (FTHA| 11-3)
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<415>

<416>

<417>

<418>

<419>

<420>

<421>

<422>

<423>

<424>

<425>

<426>

<427>

<428>

<429>

<430>

<431>

<432>

<433>

S=50dl 10-0880698

IR(neat) : 3296, 3062, 3025, 1602 cm
2,2-Hl=(4-v ) Aol (FHA 11-4)

IR(neat) © 3290, 3026, 2924, 1602, 1557 cm

' (0)-2-"E-3-(4-F ) T2 GolRI(FZHA 11-5)

[R(neat) @ 3362, 3301, 2958, 1603 o

20

[al p : -10.6" (MeOH, C1.0)

* (H)-2-HE-3-(4-v ) T2 DI (FHA 11-6)

[R(neat) : 3362, 3294, 2958, 1603 om-

20

[alp @ 49.9° (MeOH, C1.0)
AZd 12
* (4-AEY) T 2HNI(FTHA 12-1)

A A Bk, Az 204 LR 3-(4-F=d)-2-T 2ol (57HA| 2-4)(188 mg, 1.02 mmol)<]

HEE(3 m) & FHujFe] 106 &R FetES 7hete], F4 E97Istel A v wnksgith, whgHS A
o] ER ofupgh 5 Zistetell A &ulE S AASt dojXl AFES oMEAMIE(E0 me) 23} ¢lsieR
T A0 m) o2 BHEltt. 5ol 4 N FASUERE FE&H(30 m)S 7Hetal, EREXEF(100 m) o=
Z3to], dolzl {71F Frvlav oz AxARY. gt SmE 7 AAgGe=A, 7 3}
& 145 mg(76.3%) 2 4= A3

i o

o o~
= T
] o}
= s

=
-
o~
=

T

[R(neat) : 3350, 2938, 1591, 1510 e

Az 13
* 3-(4-¥FE)F o (F7HA 13-1)

4ot 2 H(2.00 g, 16.5 mmol), BES(AAZAFIER ) ELAIEAEH(8.94 g, 18.2 muol)ol] N,N-T]
e 5o =(33 m)E 7Fsted, Wystel wwtativt. ebZE(9.12 g, 66.0 mmol)& 7hate] 9L 70C=E 7}
=3ko], BRA] ugkelgivt. HoldelHZ(100 me) &2 3Ag &, E(100 me, 23]), X3} A5(50 m) o] £o= A
Aativt. FamtadlgoRs AxXAIX = s sFE. ARES At 4y aErtEadge 78 3
AetAt, 3-(4-F e d)-2-F-dibA Ao 282 1.77 g(42% @ EXS}F ZA9] EFE)o] H3Y Fd==2A4 dolxnt.

ot

olojA] 3-(4-FE|d)-2-F-alibl Ao ~E| 2(1.75 g, 6.20 mmol)ol HEE(31 m), °FEAH0.71 m¢, 12.4
mnol )& 7Fate], oA 10%3F dAa 7kAE 7M. Sk 10% &3 Fehes 7hete], 4 #9171
afoll Aol WA akeQivh. B8ES o AAT ¥, OM°“° A EEAG. AdE S oMEL
2 o3t FHsH, 3-(4-9 D) FE =2 0.61 g(60%)°] T AA o =AM 0401 Aot

oo}, 3-(4-FHH)FEZ4H0.60 g, 3.6 mmol)oll FEEFEE(G ml), B3E2H(0.80 mé, 11 mmol), N,N-T]
WY Z o= (1) 7lste], wrkstaA] 1A7F 71 FAIHG. 24 553 & S2EIXEG S st
of, Wustel] uwk &t Qle 3 dEUH/HEDS EEFA(E ) &Nl M) stakgivt. 2,547 & E&
TS A% AAS A, B3RS A w5, ARES A7 dE JEaEaYIE 29 GAskA, 3-
(4-v ) FE 2ol =8} T AbsSHAA o] E3E 0.34 go] B3 Ao mA ozt

ofM, A EZS7Ietel A, Tt ELFE0.16 g, 4.2 mmol)oll = olE]|=(8 m(%)val 7¥ske], W stol A
Hekolth, 3-(4-F 2l d) F-E]24ketn] =(0.22 g, 1.4 mmol)e] F AiEd (@ ml) &qS 28 &< =

o

W ol
4 3 Aeow shestel, WAl MUt SAELAN( a). 1N FASIEE F84(20 w)E A F
SERIFG0 W) OE FEAAL. #715S T5 PRIEFOR A=A F A FHAAG. FRES A
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<434>

<435>

<436>

<437>

<438>

<439>

<440>

<441>

<442>

<443>

<444>

<445>

<446>

<447>

<448>

SS=50dl 10-0880698
Y7 Ad AmviEada e e gAskak, 14 shehE 0.15 g(75%) 0] HEA °]

1=
o
o
i
fu
X
ne

IR(neat) : 3350, 2963, 2873, 1601 cmi1
Az 14

* N-(4-vE)old @ )ell (F37H4) 14-1)

Az 89718, 4-B 2RI ddAd(3.00 g, 15.5 mmol)ol] o€ @iob1(10.4 ml, 155 mmol )% 7}&ke] 1.54]
2 7E SFAFY. Ao g slar, eAFAE(8.57 g, 62.0 mmol)S 7Fele] 10E-%F wwbEE & uAE oy B
Halol, uAE BF4, 2-X2 @R ATt o dS A w5 T, FFES G714 AIE EH
AZetEOHI R 28 JAS &, AhdE IAE yolhZRIdHER o3 FHIA, 14 SRHE 1.63
g(77%) 0] T3 TAZA dojH,
IR(KBr) : 3320, 3240, 3028, 2930, 1615 cm
mp : 114.0-116.5T
Alz4d 15

* 4-(3-olu| =R E)H A (FHA 15-1)
A 97 "o‘}°ﬂ , FARSUER(2.81 g, 70.3 mmol)ol F4 N N-UHEEZEIH=(41 m)E 71sle, WFR2
WZEA 7| H A wukslt), o EolA EAM -RE o ~HZ(6.33 g, 40.0 mmol)] N, N-UwWEXEoln=(20 ml)
SNS 10 B Hojrmga, F3 108 § AL V|FSH 4A-(E22WE) I HAAFA(5.00 g, 30.5 mmol)S
x4 3% 5 7HeE o A2oR JFREITE. 2413 23 el AYER #%@1(150 ml)S 7Fskar, o}
AEANE (100 m) & FZE39ch. §712S (100 mb), X3} 9450 m) =2 MAS T, Ty FrAJEFO R
AZA A =

Fazy lo':—_r,—f:ﬂ— T, ORAFES A2 4Y azvieadgyz 2 ZAsks), 2-opAE-3-(4-7] g
2 1.34 g(18%)°] HEA FaE=A o

oloj A, 2-olAE-3-(4- g iiﬁ]-‘l*}ﬂaﬂ/ﬂiﬂe(l 20 g, 4.81 mmol)ell 6 N 2H(8 m)S 7}alo], 1.54]
71d @Fsdd. A §F F 2-T232(10 mO)S Ieke], g A sFEn. AAdE uAdd ol&E
Mol ElS 7hste] o3} =23 38kA), 4-(4-¥] 2] E)-2-FE= 0.79 g(89%) 0] HEAM mA A dolitt.

olojA], 4-(4-9)2]d)-2-FEH=(736 mg, 3. 96 mmol)ol =(12 mt), HIEFHS|ERF(1.2 m)S 7Fato], H&
|~ Rk, AU EF(483 mg, 4.56 mmol)d 3| E=FA o}k (358 mg, 5.15 mmol)& 7Fsle], 1.54]
bk F obAEATE (0 m)S Thete]l NSt @AY ESRS Jhete] g ¥ xsk 942(10

= 5 7

ARG, §715¢ B HIEROR A7 F 2 sHath. 448 A4 AN
Fhstel olst #HekA, 4-(4-v) el ©)-2-F-BHR=SA] 584 mg(90%)°] A AP oA dolArt.

olo] A, Ax EYVIEINA, FastelFLFUHE(257 ng, 6.77 mol)oll FFEl2(19 m)E 71ste], Wulstel
wHrEA T, 4-(4-3] 2 ) -2-F-EF=241 (556 mg, 3.38 mmol)iﬂ AEHZ(15 m) &NS 78 FoF Wojrgu AL
o7 7h2ste] yhAl wwtekeith, ek 297t 7k Sdh & wWustel] wsgit). oA EAbE S M E] )t
T 1N FASUES FE8H(AHS °ﬂ~ A3, A4 20 m)S 7};}‘%} SERZIE(80 m)S 75t BEE
Aetel ER o3 AAS AL, &9 & FERIZIES Y FFAUT. AFRED FFTS Fohar, o7l HEDS
5=
5

W

7
FEH20 m)S 7Fste], Aol wRksk Y. Bk -t- E—FJOHAEHEO 48 g, 6.78 mmol)E 7}3sle] 3}

WRkellth, FEZAEE(50 m)S 7Hete FET §F F4 %‘r*&ﬂ}mﬂ o= Azt Y FF oWE} Zt

S A7 A9 aReEageR B gAsdtt. AiE

(1 m0)& 7hste] A-ollA arkalgivk. 3A17F F 3t %%6}04, AFEo FREXE(5 m), 1%%(5 ), E

golldolwl(1 m)S 7Fstal 48 5 §, AFES 974 A7 A9 a=EvEadas2 B gAsA,

E4 3gE 161 mg(32%)¢] thA FAE2A o).

IR(neat) © 3354, 3280, 2958, 2925, 2866, 1602 cm |
Az 159F 22 225 st oate =S A 7 AT

* 1,2-guE-3-(4-9 D) T2 (FHA 15-2)
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<449>

<450>

<451>

<452>

<453>

<454>

<455>

<456>

<457>

<458>

<459>

<460>

<461>

<462>

<463>

<464>

SS=50ol 10-0880698

IR(neat) : 3360, 3287, 2963, 2930, 2876, 1602 cm
—g-3-(4-¥ 2 B) Z=FoIRI(FHA 15-3)

IR(neat) © 3357, 2063, 2934, 2875, 1605 cm

Az 16

' 2,2-0eE-3-(4- D) Z 2L (FZHA 16-1)

A2 %%716} to] A2 2ol (10.0 m, 71.5 mmol)e HEZHS=2FH(150 ml) LNS -78C=E
WAAN 7|3, FEEFY @i £9(1.6 NS 1080 ZA "dojmgin}, WidF= 20830 447§, Az -78
O] AREIZYEZ(3.03 ml, 33.3 mmol)S 5% A "ojmHg, T, 4-¥YdIIE

Tz %4/\174, 2R AL 3]
©(3.18 ml, 33.3 mmol)E 53] Ax wWolmag | 1AZF 208 wkstg T, E(100 ml)S Jbeba, 9% F& 44X
& ARE38l WhE- %’E’f S oMHEANE (200 m) 2 3UIF FEIAT. Dol F15E F4 %‘r& |EmA | e XR=,
AXAZ F Ashatel FEetel, Y nAE deldeH2R o3t £AFR, -3 =542, 2-t W E-3-(4-7]

Z)ITR2IQYUEY 4.20 g(71.6%) 0] T x| ZA Aoj AT},

Ao, 3-3|==A-2 2-tWE-3-(4-3 2 D) Z I QYUEH(1.00 g, 5.67 mmol)e] TIZFZZHEH(20 ml) &Y
of EFeleoll(1.57 m¢, 11.3 mmol)& 7}&Fich. ®3gh, A8} p-EF<IHEH(1.30 g, 6.80 mmol)E 7}3ked,
50Ce Al 34zt 7k wykselch, By 5, wkg %@%—% At sFste], HEgbd 49 d2vEaesE A
AsA 2,2-t W E-3-(4-7] 2| 2)-3-(p-EH A XIS Z2 I QU EZ 699 mg(37.4%) 0] T3 nA=ZA dojx

o}

A BY7)sld A Wiz WAstAA 54388505345 mg, 9.10 mmol)d] 5 T g H2(10 m)E
Yo g}, o]o]A 2,2—EM1%—3—(4—J4a]fé_)—S—(p—E%@ié%Al)iiqgwgawoo mg, 1.82 mmol)e] HE
2 =2 F (10 m) &S dojmrl, Ao whA] wwstar, W4 W4skel vk EFES AA wwsid
A, B(324 ), 15% FAIEF FEA(324 w), (972 uwh)S AR Ve, ¥4 Samadiges 7
ZA7 3 7 TFda, AYTtA A9 IEetEady 2 AAsHA 24 31EE(83.0 mg, 0.505 mmol, 28%)°]
G AR Aoy

[R(neat) : 3290, 3074, 2960, 1652, 1602, 1417 e

Azd 17
* (RS)-2-"E-3-(4-HFL)Z 2R (F A 17-1)

Az 119 4 FAolA dofzl 2-we-3-(4- 2| D) L 239 241136 g, 0.676 mol)S H EZ}3| =2 FH(1500
me)oll &3fste], W %7#6}011, T2 e aUEF(56.2 g, 1.49 mol)S 7183t 308 ¥, 22(85.8 g,
0.338 mol), HIEZHS|EEFH(500 m¢) o] E3FqS W FZstel] "oy, A2o= 7h2-313lth. 2A17F & |
F Yzow o, I3 LA FAUEF FEIA(100 m)S HojrmHoh., x3} AUEFE 5894900 m), =
(400 m)& 7F8tar, olE FRIAEE(1 ¢ X2)o2 FE39. F715S 0.01% E|L3NMUYEF F89(1 0),
23t AEF FE&AG00 m)e] Fo7 A & F Evtadlgor dxste] I w53k, 14 )
= 127.1 g(8FA) o] A [AAEEA dolATt.

IR(neat) : 3292, 2028, 1606, 1558, 1419 cm
Az 18
* -(t-FEUALGAL SAD-3-(4-F D) T2 LRI (FEA 18-1)

-80ColA, FEEHF/A4 £9(10.5 m¢, 16.8 mmol)e] ¥4 HEZHI|=ZFH(20 ml) &l t]o]ihzzgolyl
(1.98 g, 19.6 mmol)& 5o Zx Wolmgln, 0TE €53 &8 30837 wukslgity. thAl 80T & WA
Fo, ofMEYEZH(S73 mg, 14.0 mmol)S 78l AA "ojrmela, T3 208 §, 4-IFHIIEHALHE =
(758 mg, 7.08 mmol)E 104l AA wolmHr}, 508 %, ¥3} A3AEF FE9(20 m)E 7Iste] deo=w
EAAZHT. S AE 4U47 AE FE(OHEAE, B)Et. f715S 75 Svladigez AxzAzl
3, &E Y TF AASE IAFES A7 Ad AR EIHARZ AR}, -3 EFA-3-(4-9EH)
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<465>

<466>

<467>

<468>

<469>

<470>

<471>

<472>

<473>

<474>

<475>

<476>

<477>

<478>

<479>

SS=50dl 10-0880698

2230 UEZ(666 mg, ¥4 AR, 63.5%) IS F YA}

olojA, AR 3-3|=FA-3-(4-¥EE)ZZI 2 YE %GOO&,675MMPHﬂﬂqiﬂ60g,w5mmn
N,N-UH e EZEoln| =(30 ml)E 7}ste], A2 nwkatgdct. dudE2248(2.23 g, 8.10 mmol)S
7hako] AR nlgbel & &2 50TCelA 34X ¥ wnksSiTh. ﬂﬂE“ﬂ%%om& AEHZ(50 m)E 7Fshar,
(20 mt) 33], 23} 430 w0 o] #o® AAHT &, FUIFS T I adEe R AXNAY. S w5
5, AFES A7 49 azetEagye 22 ZASA, -(t-FEYAAEA)-3-(4-F e d) 22T Y
Ed 2.58 g(98.9%)°] FA Fd==A dojHt.

A B EtelA, F23eELFE (299 ng, 7.87 mol)S T4 Tl EoEl2(10 m)dl A7), Wdst
of wRkslHEA, dojFl 3-(t-FEUFA LA FA)-3-(4-F D) Z29 L YEH(1.00 g, 2.59 mmol)e] F= t]od
ANEHE(15 me) &NES 8ol HA "Hojmdd & Heo=® JhEste] 7583F wuksgitt. o] Rk E3ES A
o2 YZAAA olAEANE(15 me) S 718t WA, E(0.28 me), 15% FAHSHIEF 89(0.28 ml), £(0.85
n)S FAYE 7R & Ao HEe 10837 wRkeklth, kgl g SaknladlgS vhete] AXRAIR
T, SE A SF AAS deigtA A9 Z2etEaddE gAskA, 14 3FE(180.0 mg, FY F4E
17.8%)5 945 + IAth

IR(neat) : 3286, 3071, 2932, 2858, 1601, 1428 cmf1

Az 183 T 2RE Fol, olstel RFBE VL & AT
" 3-(t-F QUMDY SA)-3-(4-3] 9 D) T2 Po}r (T 18-2)
Az 19

" N-[2-(1-chrher@) ol B ]-2- €l dobal(F7HA 19-1)

2-HE-1-2(3.0 m¢, 40 mmol)ol THEHZAI=(60 m)} EgdEolFl(8.4 ml, 60 mmol)S 7}ste], WS4 B
Zhafol] wwksigitt. ARabstetuld ZA (4.2 g, 26 mmol)E Fstal 158 5 thA] AbaksiEbdeld 24 (5.1 g,
32 mmol)E 78] 1.5A17F wksieith. wbg fdlo] E(40 m)S Thske], AWEH(40 m)oFE 23]
FEoka, 1N 94H30 me) 23], (40 m) 23]9] Fo= Hlxﬁl T, 5S¢ Fabvlodlege® AxzAR
o &E 7S T/ AASA, 2-FEE 1.0 g(37%) 0] 2N FAAEEA oA

ololA], 2-(1-olt}utel)eleloll At (2.0 g, 9.3 mol)S FEEIEE(30 n)F} 1 N FASIEF F8H(40
m) o2 Eojsle], f§715S F4 mavgeR Az, g sETOEA Aozl 2-(1-oltinkd) o dolrlol
W2 (15 me), Ef™eldl(2.6 me, 19 mmol)& 7}3te], A-2oA awksielch. thgol duk-golr] dojzl 2-
FEG(0.80 g, 12 mmol)2] WEFE(10 ml) £NE 7}star, 3AIZF & W4 WAt FagaAUEERE(1.9 g,
50 mmol)S 7FlAtl. 1A17F B 2(40 m)S 71Et, EREEXE(60 m)OoR 223 F ¥3F A540 n)E Al
gk, f715S o Fvtavgo R AxAAY. A 55 5, AFRES AUt 249 AEvEIYR
=g AAEAE, 24 FFE 0.48 g(22%) 0] 2 FAERA o).

[R(neat) @ 3302, 2902, 2846, 2279, 2244 cm_1

[B] & stgt=o] Al=
A 1

* 1-[2-(1-oldere) o d1-1-ME-3-[3-(4-H D) Z2F | S oH(FFHE 1-1)

F7A 2-19) 4-(3-ob =z 2) 9T (285 mg, 2.09 mmol)e] EIEZHS|=2Fe(10 ml) &qo] 1,1'-7t=1d
o] n)thE (427 mg, 2.63 mmol)S 7Fshe], Aol A 2087 wRksIITl. F7HAl 1-19] 2-(1-oufvtel)-N-ge o
Yol 94k (571 mg, 2.00 mmol)S 7Fate], 1A1ZF 7FE ZHRelith. o] g EFES oMEAIE(50 mfz)i
M star, ¥3 ERFEAUEE FEA(50 m), X3 FAFYEF FEAG0 M) o2 AT ? g aeAtIE S
7bstel A=A &uiE A FF AASY, A& IAE tolaZ=ddEHE=E Mg + OM
FHAF, 4 3sHE 606 mg(73%) S 4 = AU,

IR(KBr) : 2900, 2845, 1618, 1534 cmi1
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<480>

<481>

<482>

<483>

<484>

<485>

<486>

<487>

<488>

<489>

<490>

<491>

<492>

<493>

<494>

<495>

<496>

<497>

<498>

<499>

<500>

<501>

<502>

<503>

<504>

<505>

<506>

<507>

<508>

mp : 124.0-124.7C

AAe) 1} g 22 sl olate PR AL F UNTh,

il

* 1-[2-(1-olpgre) o g ]-1-9E-3-[3-(4-H g D) -2-Z 25 d | $-H o L3 FE 1-2)
IR(neat) @ 3339, 2902, 2846, 1626, 1530 cm

* N[3-(4-vE D) 22 g ]-1-g v drt2Eacu =(FFE 1-3)

IR(neat) : 3339, 2034, 2854, 1621, 1538 cm

' N-[3-(4-Fg9) =22 g]-1,2,3,6-HEHS| =2 g d-1-7t2 R 2ol =(FFE 1-4)
IR(neat) : 3337, 2922, 2858, 1624, 1537, 1414 cm

* N-[3-(4-¥gg)Z29]-1,2,3,4-E| EFF| =2 0| A EU-2-Ft 2 E 20| =(FFE 1-5)
IR(KBr) © 3342, 2925, 1614, 1543, 1489 cm

mp : 76.0-79.0C

*N-[3-(4-HPR) 2R ]4-REEAS 2 Bxol E(FE 1-6)

IR(KBr) : 3347, 2068, 1626, 1546, 1115 cm

mp : 94.0-98.0C

' N-[3-(4-F ) 22 ]-1-s R A R 2 R on| = (8 HE 1-7)

IR(neat) © 3343, 2027, 1625, 1537 cm

' 1,1-YgE-3-[3-(4-9 D) =2 | 9 oH(FHFE 1-8)

IR(neat) @ 3350, 2928, 1628, 1603, 1535 cm

* N-[3-(4-¥ ) Z 2P ]-2-U I ER o) AFAEUFZE Aolu| =(FFE 1-9)
IR(neat) : 3343, 2855, 2622, 1621, 1539 cm

* 1,145 E-3-[3-(4-F g D) T2 | ¢ oHSFHE 1-10)

IR(neat) @ 3347, 2957, 2872, 1626, 1537 cm '
*1,1-"A4-3-[3-(4-H D) Z2F ]| - oM (I3 1-11)

IR(neat) : 3348, 2028, 2857, 1626, 1532 cm

* 1,1-dol2ME-3-[3-(4-F D) Z =L ]| - o (FHFE 1-12)

IR(neat) @ 3344, 2955, 2869, 1626, 1533 cm

* 1,1-d e A-3-[3-(4-H D) Z2 P - oH (I3 1-13)

IR(neat) : 3346, 2925, 2854, 1626, 1537 cmi1

5

10-0880698

* 1-[2-(1-obte) ol 2 [-1-[2-(N-il A S A 2 B g -N-w D ofr| =) o & | -3-[3-(4-F & ) T2 D | - oh (57

E 1-14)
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<509>

<510>

<511>

<512>

<513>

<514>

<515>

<516>

<517>

<518>

<519>

<520>

<521>

<522>

<523>

<524>

<525>

<526>

<527>

<528>

<529>

<530>

<531>

<532>

<533>

<534>

<535>

<536>

<537>

<538>

s==4

IR(neat) @ 3360, 2002, 2846, 1772, 1699, 1634, 1532 cm

* 1-[2-(1-opeherE) o d]-1-[2- (Tl op] =) o D 1-3-[3-(4-H D) 22D ] - o H(FFE 1-15)
IR(KBr) © 3322, 2900, 2845, 1621, 1526 cm

mp : 104.0-106.5C

' 1-[2-(1-olde ) E]-1-Z 2 9-3-[3-(4-F D) T2 D] - FH oI FE 1-16)

IR(KBr) @ 3331, 2901, 2846, 1622, 1602, 1534 cm |

mp : 99.0-103.0°C

* 1-[2-(1-o}tbwre) o E]-1-(2-Z 23 d)-3-[3-(4-9 ) Z=2F | $-FoHFFE 1-17)
IR(KBr) : 3322, 3204, 2899, 2845, 2112, 1626, 1605, 1543, 1444 cm

mp : 152.0-154.0°C

' 1-[2-(1-oldarE) o P -1-(2-H EAl o 2)-3-[3-(4-HH D) T2 D | - H o (S E 1-18)
IR(KBr) : 3321, 2900, 2846, 1625, 1602, 1534, 1451 cm

mp : 101.5-104.5C

* 1-[2-(1-oltbute) o ]-1- A F2Z28-3-[3-(4-¥ 2 D) Z2 ]| 9 o HBFE 1-19)
IR(KBr) : 3365, 2900, 1633 cm '

mp : 108.0-115.5C

' I-[2-(1-olh ) d ]-1-Al b e -3-[3-(4- T H D) T2 P | - o H(EFE 1-20)
IR(neat) © 3350, 2903, 2247, 1644 cm

* 1-[2-(1-olra) o g ]-1-A S 2 AL H g-3-[3-(4-¥ 2 ) T2 F | - oh(BFE 1-21)
IR(KBr) : 3328, 2906, 2845, 1615, 1450 cm |

mp : 155.0-158.0°C

' I-[2-(1-eln ) d g ]-1-A | 2R 2 2 A E-3-[3-(4-F ) T2 | - H NS E 1-22)
IR(KBr) : 3328, 2000, 2845, 1618, 1534 cm

mp : 123.0-125.0C

* 1-[2-(1-o}epeta) o g ]-1-¢E-3-[3-(4-¥ F B) 22 G| $-# ol (I F & 1-23)

IR(KBr) © 3329, 2900, 1625, 1538 cm

mp : 99.0-102.0C

10-0880698

* 1-[2-(1-elohre) o€ ]-3-[3-(4-H D) Z 2" ]-1-(3,3,3-EF ST L2 29) - oH(ZFE 1-24)

IR(KBr) : 3310, 2900, 2847, 1622, 1543 e

mp : 107.5-109.0C
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<539>

<540>

<541>

<542>

<543>

<544>

<545>

<546>

<547>

<548>

<549>

<550>

<551>

<552>

<553>

<554>

<555>

<556>

<557>

<558>

<559>

<560>

<561>

<562>

<563>

<564>

<565>

<566>

<567>

SS=50ol 10-0880698

* 1-[2-(1-o}lcpatE) o e ]-1-(2-FH9)-3-[3-(4-H D) == | g o} (Z3E 1-25)
IR(KBr) : 3328, 2900, 1619 cm |
mp - 89.5-93.5C

* 1-[2-(1-otpera) o E 1-1-[2-[IN-(t-F-EA 72 B ) -N-H D otu] = o & 1-3-[3-(4-¥ F 2 ) == D | ¢-F o}(F}
& 1-26)

[R(neat) : 3350, 2003, 2846, 1694, 1633, 1537 cm |

' 1-[2-(1-olere) e d]-3-[3-(4-9 g D) Z2F |-1-(2-E| e D) W B - FH o (S FE 1-27)
IR(KBr) : 3328, 2000, 2845, 1626, 1544 cm

mp : 142.5-144.5T

* 1-[2-(1-oprere) dE ]-1-H A & A-3-[3-(4- D) 22 | $-F oM (I FE 1-28)
[R(neat) : 3444, 3350, 2902, 2846, 1666, 1517 cm |

* 1-[2-(1-oldere) o g ]-1- A -3-[3-(4-F g D) Z 2 | - FHoHFFE 1-29)

IR(KBr) : 3354, 2001, 2845, 1619, 1538 cm |

mp : 119.5-121.5T

* 1-(1-otoharE)Mg-1-2 28-3-[3-(4-F D) Z2F ]| -l oH(ZHFE 1-30)

IR(neat) : 3350, 2902, 1626 cm

' 1-[2-(1-olare) o P ]-1-(3-H E-2-FH 9 )-3-[3-(4-H D) Z 2D | - FH o (S E 1-31)
IR(KBr) : 3358, 2000, 2845, 1622, 1526 cm

mp : 93.0-96.0C

* 1-[2-(1-o}eperd) o d]-1-s4-3-[3-(4-F g B) 22 G| $-# ol I F & 1-32)

IR(KBr) © 3340, 2924, 2846, 1626, 1602, 1534 cm |

mp : 75.0-76.0°C

' 1-[2-(1-olgare) o g ]-1-(2-HE-2-Z 2 5 d)-3-[3-(4-F & D) T2 F | ¢ o3 FE 1-33)
IR(KBr) : 3336, 2005, 2846, 1624, 1544 cm

mp : 108.0-109.0C

* 1-[2-(1-opurd) o’ ]-1-A Y -3-[3-(4-F D) 22D | ¢-F oH(FFE 1-34)

IR(KBr) : 3374, 2809, 2844, 1619, 1534 cm

mp : 130.0-134.5C

*l-[3-(l-olpte) e A |-1-Z 2 d-3-[3-(4-] g ) L= I |5 oH(3H = 1-35)

IR(neat) : 3349, 2901, 1626, 1536 cm
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<568>

<569>

<570>

<571>

<572>

<573>

<574>

<575>

<576>

<577>

<578>

<579>

<580>

<581>

<582>

<583>

<584>

<585>

<586>

<587>

<588>

<589>

<590>

<591>

<592>

<593>

<594>

<595>

<596>

SS=50ol 10-0880698

* 1-(1-ogare) vl E-1-AE-3-[3-(4-9 g B) T2 Y | $-F o (I FE 1-36)
IR(neat) @ 3349, 2903, 1625, 1531 cm |

* 1-[2-(1-old ) dE1-1-(2-vE E o} &-4-U) v E-3-[3-(4-F g D) =2 F | S o} (FFFE 1-37)
IR(neat) : 3337, 2901, 1632, 1536 cm

' 1,1-49d-3-[3-(4-HH D) 22D | - H o (S E 1-38)

IR(neat) @ 3347, 2929, 2859, 1626, 1537 cm

* 1-AE-1-2-TH v e 8)-3-[3-(4-F D) =2 | - ol (I FE 1-39)
IR(neat) : 3350, 2033, 2856, 1640, 1533 cm

* 1-[2-(1-elere) o g ]-1-wE-3-[3-(4-F g D) Z 2 | - oHFFE 1-40)
IR(KBr) © 3334, 2001, 2846, 1626, 1604, 1534 cm |

mp : 99.0-109.0°C

* 1-[2-(1-olrpere) ol E ]-1-o " -3-[3-(4-F D) =2 | S-el o (3 1-41)
IR(KBr) : 3324, 2901, 2845, 1622, 1540 cm

mp : 106.0-115.0°C

' I-[2-(1-olh ) g ]-1-F 25 E-3-[3-(4-F D) T2 ]| - H oM E 1-42)
IR(KBr) : 3331, 2000, 2846, 1618, 1538 cm

mp : 128.0-130.0C

* 1-[2-(1-o}epta) o E]-1-1d-3-[3-(4-¥ F B) T2 | $- & oH(FFE 1-43)
IR(KBr) : 3335, 2901, 2847, 1619, 1538 cm |

mp : 130.5-135.0°C

' 1-C-AEFEAAAY)-1-9Y-3-[3-(4-H D) Z 2D | - FH o (S E 1-44)
IR(neat) @ 3345, 2923, 1625, 1603, 1531 cm '

* 1-Ag-1-M e g-3-[3-(4- D) 22 F ] -l oH (S FE 1-45)

IR(neat) : 3345, 3063, 2929, 1625, 1533 cm

' I-RE-1-(2-AIER A E)-3-(4-T E D) HE S ol (S E 1-46)
IR(neat) : 3342, 2022, 2851, 1629, 1602, 1563, 1530, 1448 cm

* 1-(2- A2 2 A E)-1, 30 2 [ (- D) w1 - H oM (SR 1-47)
IR(neat) : 3337, 3029, 2922, 2850, 1633, 1602, 1534, 1445 cm

' 1-(2-A 22 AN E)-3-(4-F )M E-1-(2-E el D) v S H o (S E 1-48)
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<598>

<599>

<600>

<601>

<602>

<603>

<604>

<605>

<606>

<607>

<608>

<609>

<610>

<611>

<612>

<613>

<614>

<615>

<616>

<617>

<618>

<619>

<620>

<621>

<622>

<623>

<624>

<625>

SS=50ol 10-0880698

IR(neat) : 3342, 2921, 2850, 1631, 1602, 1562, 1536, 1415, 1267, 1227 cm

* 1-[2-(t-FHAFIEEY) A E]-1-(2-A 228 9 9)-3-(4- 9 F ) A & -l oH (3 FE 1-49)
[R(neat) : 3347, 2077, 2923, 2851, 1727, 1633, 1602, 1563, 1531, 1449 cm

' 1-CAIEEFAAY)-1-[2-(MEAIFI 2 ) NP ]-3-(4-F D) H D - H o H B E 1-50)
IR(neat) : 3348, 2923, 2850, 1737, 1633, 1603, 1563, 1532, 1437 cm

* 1-(2-7ERR Y E)-1-(2- A F 2 A A ")-3-(4-H D) vl D9 oH(SHE 1-51)
IR(neat) : 3324, 2022, 2850, 1673, 1632, 1606, 1563, 1530, 1448 cm

' 1-(2-AE2FAE)-1-9E-3-(4-F D) v D - oM FE 1-52)

IR(KBr) © 3313, 2925, 1627, 1602, 1527, 1410 cm |

mp : 64.7-65.8C

' 1-2-AERFAgE)-1-(2-T e opr] o ”)-3-(4-H D) vl D 9-F oK E 1-53)
IR(KBr) : 3346, 2922, 2850, 2778, 1635, 1562, 1533, 1448 cm

* 1-[2-IN-(t-F5AIFFER D) -N-v ol ] E ]-1-(2- A F 2 A " )-3-(4-F g D) D - F oI FE
54)

IR(neat) : 3338, 2976, 2924, 2851, 1694, 1633, 1602, 1563, 1531, 1484, 1450 cm

* 1-Ag-1-[2- (-9 ) A E]-3-[3-(4- ) == g | S-H oH (I FE 1-55)

[R(neat) : 3350, 2029, 2859, 1633, 1602, 1537 cm |

* 1, 1-¥2[2-(1-o ) "d [ -3-[3-(4-H g D) 22 | - H o} (3} & 1-56)

IR(neat) @ 3358, 2901, 2845, 1625, 1530 cm

mp 80T

* 1-[2-(1-olepeta) o g ]-1-2E-3-[3-(4-¥ g B) 22 G| $- & ol FFE 1-57)

IR(KBr) : 3315, 2901, 1618, 1534 cm

mp : 109.5-118.0°C

"1 1MaE-SESAZ2E)-3-[3-(-H P D) 2P| S0} A (AR 1-58)
IR(neat) © 3350, 1688, 1638, 1538 cm |

* 1-[HA(-REA T ER Yol e E ] W E-1-0] A E-3-[3-(4-F ) Z=2F | - oI FE 1-59)
IR(neat) : 3326, 2060, 1698, 1631, 1525 cm

' I-AEFEAAEID)ME-1-G-HE 22 9)-3-[3-(4-9 D) T2 H | S oH(SFE 1-60)
IR(KBr) : 3352, 2031, 1619, 1522 cm

mp : 107.0-112.0C
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<626>

<627>

<628>

<629>

<630>

<631>

<632>

<633>

<634>

<635>

<636>

<637>

<638>

<639>

<640>

<641>

<642>

<643>

<644>

<645>

<646>

<647>

<648>

<649>

<650>

<651>

<652>

<653>

<654>

<655>

SS=50ol 10-0880698

* L1I-YAIERIA-3-[3-(4-H D) Z 2L [ - oHEFE 1-61)

IR(KBr) : 3304, 2030, 2848, 1638, 1602, 1533 cm

mp : 143.0-145.5T

' -[2-IN-(t-FEAFIEZ Y )-N-HEotr| e ] E ]-1-H e E-3-[3-(4-F D) 22 P | $- o} (3 FE 1-62)
IR(neat) : 3350, 1694, 1633, 1532, 1166 cm

' I-[2-IN-(t-FEAFFE R ) -N-rdobr = [ " ]-1-ME-3-[3-(4-F D) T2 ]| - oM & 1-63)
IR(neat) : 3350, 1694, 1632, 1537, 1167 cm

* 1-[2-(-ASA T2 B d-N-H Eolr] i) o d]-1- A E-3-[3-(4-T 2| 2 ) Z 2 B | $- o} (352 1-64)
[R(neat) : 3350, 1698, 1632, 1531 cm |

' 1-[3-(1-oldee) 22 9 ]-1-99-3-[3-(4-F D) T2 D] - FH o (I FE 1-65)

IR(KBr) © 3333, 2001, 2844, 1623, 1602, 1543 cm |

* 1-[2-(1-o}epeta) o g ]-3-ME-1-[3-(4-¥ F B) 22 G| $- & ol I FE 1-66)

IR(KBr) © 3370, 3322, 2903, 2846, 1618, 1534 cm

mp : 47.0-50.0°C

' 3-[2-(1-olht ) A E ]-1-[2-(t-F- S A 72 B ) ]-1-[3-(4-F D) T2 | - oM & 1-67)
IR(neat) : 3348, 2002, 2846, 1726, 1627, 1538, 1367, 1152 cm

* 1-[2-(1-old e g E]-1-0l A 2 9-3-[3-(4-T 2 P) Z2 P | - oM (3 FE 1-68)

IR(KBr) : 3330, 2903, 2845, 1614, 1533 cm |

mp : 132.0-134.0°C

' I-[2-(T-olbt ) A E ]-1-[2-(t-F- S A 7F2 B ) 9 ]-3-[3-(4-F D) T2 | - H oM & 1-69)
IR(KBr) : 3356, 2003, 1720, 1622, 1538, 1156 cm

mp : 124.5-127.0C

* 1-[2-(1-o}thwte) o ]-1-A F2HAE-3-[3-(4-¥ 2| D) Z2 D ]| 9 o (B FE 1-70)

IR(KBr) © 3297, 2906, 2844, 1618, 1544 cm |

mp : 135.5-137.5C

' I-[2-(1-elbt ) A E ]-1-(t-F- B AIFt 2 B d opr| :2)-3-[3-(4-F E D) T2 P | - FH o WS FE 1-71)
IR(neat) : 3231, 2903, 1732, 1650 cm

* 1-[2-(1-o}t}wrd) ol E]-1-AE-3-(2-9 g D) W D S o H B FE 1-72)

IR(KBr) : 3333, 2900, 2844, 1625, 1535 cm |

mp : 87.5-92.0C
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<656>

<657>

<658>

<659>

<660>

<661>

<662>

<663>

<664>

<665>

<666>

<667>

<668>

<669>

<670>

<671>

<672>

<673>

<674>

<675>

<676>

<677>

<678>

<679>

<680>

<681>

<682>

<683>

<684>

<685>

' 1-[2-(1-ol e o g ]-1-AE-3-(3-F ) W - H o (S E 1-73)

IR(KBr) : 3328, 2901, 2846, 1622, 1530 e

mp @ 88.5-101.5C

* 1-[2-(1-obrpre) o E ]-1-AE-3-(4-H D) WD - H oH S FE 1-74)

IR(KBr) : 3331, 2900, 2845, 1626, 1538 cmi1

mp : 96.5-108.0C

' 1-[2-(1-olgare) o g ]-1-dE-3-[2-(2-F g ) N E | S- s oM (S FE 1-75)

IR(KBr) : 3346, 2904, 2845, 1622, 1539 e

mp : 80.0-100.0C

* 1-[2-(1-obrpre) o E ]-1-AE-3-[2-(3-F F 2) A & ] ¢ H oK (S FE 1-76)

IR(KBr) : 3334, 2900, 2845, 1618, 1541 cmi1

mp @ 112.5-114.5C

' 1A ERAND)-1-(2- S A N D)-3-(4- D)L S-S FE 1-77)

[R(neat) : 3350, 2922, 2850, 1633, 1603, 1534 e

5

10-0880698

* 1-[2-(N-AE S A T2 B d-N-wd o] ) o F ]-1-ME-3-[3-(4-F D) T2 F | 9-H o NS FE 1-78)

IR(neat) : 3358, 2930, 1701, 1633, 1534 cmi1

* 1-9E-3-[3-(4-H ) 22 H]-1-(3,4,5-EH EA A D) - oI FE 1-79)

[R(neat) : 3350, 2936, 1026, 1590, 1530, 1239 e

* 1-[2-(1-obrhre) o 2 ]-1-AE-3-[2-(4- F D) A & ] - H oH(E FE 1-80)

IR(KBr) : 3346, 2901, 2844, 1622, 1538 cmi1

mp : 107-118TC

' 1-[2-(IH-5-o v gEZ) A B ]-1-0o| 2 E-3-[3-(4-F D) T2 L | - Hl oH(FFE 1-81)

IR(neat) : 3117, 2954, 1606, 1537 cm

* 1A E234-1-(3,4-T I SA F A E)-3-[3-(4-F D) T2 F | - H oM (33 E 1-82)

IR(neat) : 3353, 2931, 1621, 1515, 1236, 1029 cmi1

' 1-[2-(1-oldarE) o g ]-1-AE-3-[3-(2-F g ) Z 2 | - H oM (ZH3HE 1-83)

IR(KBr) : 3324, 2900, 2845, 1622, 1538 e

mp : 84.4-85.7 C

* 1-[2-(1-obrhre) o E ]-1-AE-3-[3-(3- F ) T2 L | ¢-H oH (S FE 1-84)

IR(KBr) : 3355, 2902, 2845, 1615, 1526 cmi1
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<686>

<687>

<688>

<689>

<690>

<691>

<692>

<693>

<694>

<695>

<696>

<697>

<698>

<699>

<700>

<701>

<702>

<703>

<704>

<705>

<706>

<707>

<708>

<709>

<710>

<711>

<712>

<713>

Ss=53d 10-0880698
mp 1 99.9-105.2C
' I-AERZRY-3-[3-(4-F D) 22 Y]-1-(3,4,5-EFWISA AN D) $-F oM (I FE 1-85)
IR(neat) : 3400, 2938, 1644, 1590, 1510, 1239, 1128 cm
* 1-[2-(1-oldrd) ol 1-3-(4-Tl v B otm| =) Aol - 1- L - o (B2 1-86)
IR(KBr) : 3341, 2900, 2845, 1619, 1526 cm '
mp : 115.8-118.1°C
* 1-[2-(1-olhere) o E ]-1-AE-3-[4-(4-¥ 2 D) F- 2 | - o H (B FE 1-87)
IR(KBr) : 3354, 2000, 2844, 1618, 1538 cm |
mp © 74.1-78.1°C
* 1-[2-(1-olerE) 8 1-3-(t-F-EA 7t 2 Y )-1-ME-3-[2-(4-F I D) SA N D ] -2 oH(F FE 1-88)
IR(neat) © 2903, 2847, 1704, 1590 cm |

* 1-[2-(1-olpre) o E ]-1-[3-[N-(t-F- B ATl 2 R Y )-N-HEolr| = | 22 P |-3-[3-(4-F g D) T2 F ] - o}
(ZHE 1-89)

IR(neat) © 3350, 2903, 2847, 1694, 1632, 1531 cm

1A ER A ) HE-1-[3-(U-HISA A=A 228 ]-3-[3-(4-F 2 D) Z2F | - o (IS 1-90)
IR(neat) : 3369, 2030, 1626, 1510, 1231 cm '

* 1-[2-(1-olohre) o e 1-1-E-3-[3-(4-FA=D) T2 | $-H o (FFE 1-91)

IR(KBr) : 3354, 2902, 2845, 1622, 1534 cm

mp : 80.2-102.0°C

* 1-[2-(1-oloherd) ol 1-1-[2-[N-(1-o| vt} &d =2 R Y ) -N-Fld o}u] = [ & 1-3-[3-(4-H F ) == H ] $-F o}
(BFFE 1-92)

IR(neat) : 3366, 2002, 2846, 1695, 1635, 1604, 1531 cm

* - g E-1-(3-H Y22 9)-3-[3-(4-H D) Z 2D ]| S o} (3 FE 1-93)
IR(KBr) : 3334, 3026, 2927, 1621, 1522 cm_1

mp : 123.0-124.8C

* 1,1-t-(5-AAL)-3-[3-(4-H D) Z2F | S-H oS FE 1-94)

IR(neat) : 3350, 3074, 2930, 2859, 1621, 1538 cm

' 1,1-9-(7-SH9)-3-[3-(4-HH D) Z 2D | - H o (S E 1-95)

IR(neat) : 3349, 3074, 2927, 2856, 1625, 1537 cm

* 4-[2-[3-[2-(1-oprwiE ) o€ ]-3-AE | g o] =l F |l A Edopw] = (B 3HE 1-96)



<714>

<715>

<716>

<717>

<718>

<719>

<720>

<721>

<722>

<723>

<724>

<725>

<726>

<727>

<728>

<729>

<730>

<731>

<732>

<733>

<734>

<735>

<736>

<737>

<738>

<739>

<740>

<741>

<742>

SEE46 10-0880698
IR(KBr) : 3423, 2006, 2847, 1598, 1540, 1161 cm
mp : 85.0-120.7°C
* 1-[2-(1-otehere) o g 1-3-(1-o| nt} &) Z 2 P-1- AP - o (3 E 1-97)
IR(KBr) : 3340, 2902, 2845, 1618, 1534 cm |
mp : 97.0-100.0°C
' 1-[2-(-olthtE) o ' ]-3- (4-3| =FA A 2)-1-HE - oH (S FE 1-98)
IR(KBr) © 3392, 2902, 2845, 1614, 1535, 1515 cm |
mp : 96.3-99.4C
* 1-[2-(1-obrpre) o E ]-1-[2-(3-t-F-E-1-vE - o] =) A B 1-3-[3-(4-F D) =2 F | - H o (S} 32 1-99)
[R(neat) : 3310, 2903, 1632, 1537 cm |
' 1-[2-(1-olgarE) e g ]-3-[2-H E-3-(4-F g ) Z 2 |-1-H L - oH( 3 FE  1-100)
IR(KBr) @ 3347, 2957, 2002, 2846, 1621, 1604, 1539 cm
mp : 105.3-112.3C
* 1-[2-(1-olete) o " ]-1-[2-(1-vE-3-Z 2F -l o] &) ’&]-3-[3-(4-F e D) 22 F | ¢-H o H(ZHFE 1-101)
IR(neat) : 3316, 2002, 1631, 1537 cm |
' 1-9E-1-3-HEd 22 D)-3-[3-(4-¥ D) T2 F | - oH(EFE 1-102)
IR(neat) © 3348, 2929, 1625, 1537 cm |
* 1-[2-(etA "ol )’ ]-1-[2-(1-o}o e ) A’ 1-3-[3-(4-F e D) 22 F | - H o H(ZHFE 1-103)
IR(neat) : 3291, 2002, 2846, 1632, 1556, 753 cm |
* 1-[2-(1-olare ol g ]-1-9E-3-[3-(4-F Z D) F- B | - oH (S FE 1-104)
IR(KBr) : 3346, 2001, 2845, 1618, 1601, 1539 cm
mp : 93.0-98.0C
* 1-[2-(1-olete) o " ]-3-[3-(4-F D) 22 ]-1-(4,4,4-EF EF L2 5 E) -H o} (F§FE 1-105)
IR(KBr) : 3317, 2901, 2846, 1618, 1538, 1255, 1123 cm
mp : 142.6-145.0°C
' 1-[2-(1-olare) o g ]-3-[3-(4-HE D) 22 ]-1-(5,5,5-EF EF- 2L =0 E) S ol FE 1-106)
IR(KBr) : 3333, 2000, 2846, 1618, 1534, 1250, 1140 cm
mp : 116.9-118.9C

* 1-[2-(1-optre) A E ]-1-[2-[N-(t-F FA 7F2 R d)-N-H dopr| =] F]-3-[2-¥E-3-(4-¥ &) Z= P ] ¢
gloH(33HE 1-107)
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<743>

<744>

<745>

<746>

<747>

<748>

<749>

<750>

<751>

<752>

<753>

<754>

<755>

<756>

<757>

<758>

<759>

<760>

<761>

<762>

<763>

<764>

<765>

<766>

<767>

<768>

<769>

<770>

<771>

<772>

IR(neat) © 3350, 2902, 2846, 1694, 1672, 1633, 1603, 1537 cm

* 1-[2-(1-otctwte) o E ]-1-AME-3-[2-(4-F 2 D H B) H 2 1 - o} FE 1-108)
IR(KBr) © 3347, 2900, 2845, 1622, 1538 cm |

mp : 72.0-77.0°C

' 1-[2-(1-olare) o g ]-3-[2-11A-3-(4-F g D) T2 |-1-H LD s oH (3 FE 1-109)
IR(KBr) © 3329, 2002, 2846, 1622, 1544 cm |

mp : 111.0-116.0C

* 1-[2-(1-otehate) dd]-3-[2, 2-H| 2 (4-F D) A 2 ]-1-M L - oH(F FE 1-110)
IR(KBr) © 3330, 2905, 2845, 1619, 1602, 1534 cm

mp : 124.0-136.0°C

* (D-1-[2-(1-oldate) g ]-1-99-3-[3-(4-H E D)-2-Z 2 H d | - oH (3 FE 1-111)
IR(neat) © 3338, 2901, 2846, 1625, 1596, 1530 cm

* (B)-1-[2-(1-otvtere) o g 1-1-ME-3-[3-(4-F g 2 )-2-Z 27 d | - o H( 32 1-112)
IR(KBr) : 3315, 2900, 2845, 1623, 1526 cm |

mp : 90-118C

* 1-o]2AdY-3-[3-(4-¥] L) Z2Y]-1-(3,3,3-EF ZF L 2T 29)$-FoH(FAE 1-113)

[R(neat) @ 3342, 2956,. 1628, 1604, 1539 e

5

10-0880698

* 1-[2-(1-olohete) o e 1-3-[3-(4-HE) Z2H]-1-(2,2,2-EF EZF 229 d) - H oHEFLE 1-114)

IR(KBr) : 3346, 2901, 2847, 1630, 1604, 1544, 1145, 1108 cmf1

mp : 106.2-107.3°C

' 3-[2-vE-3-(4-v ) 22 g ]-1-AL-1-A e D¢ o (S} FHE 1-115)
IR(KBr) : 3352, 2927, 2858, 1622, 1530, 1496, 1453, 1416, 1276 cm
mp : 49.0-50.0C

* 1,105 g-3-[2-vE-3-(4- M D) 2= | ¢ oK 1-116)

IR(neat) : 3347, 2957, 2929, 1624, 1534 cmf1

* 1-[2-(1-oluvtE) o e |-3-[2-H &-3-(4-H D) Z2H]-1-(3,3,3-Eg SF L2 29) - o} (FFE 1-117)

IR(KBr) : 3354, 2901, 2847, 1626, 1540 cm
mp 1 81.1-84.1C
* 1-(2-AEEEd9d)-3-[2-"E-3-(4-HF L) == H |- 1- A $- o H(FFE 1-118)

IR(neat) : 3346, 2923, 2852, 1625, 1533 cmi1
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<773>

<774>

<775>

<776>

<777>

<778>

<779>

<780>

<781>

<782>

<783>

<784>

<785>

<786>

<787>

<788>

<789>

<790>

<791>

<792>

<793>

<794>

<795>

<796>

<797>

<798>

<799>

<800>

<801>

SS=50dl 10-0880698

' 1-3AEEFAZRY)-1-228-3-[3-(4-9 ) Z2H | $-F o (FFE 1-119)

IR(neat) : 3346, 2922, 1626, 1537 cm

* (5)-1-[2-(1-olcwrg) o d1-3-[2-mE-3-(4-¥ g D) =2 F |-1-AE - o} (F}E 1-120)
IR(KBr) : 3337, 2900, 1616, 1526 cm '

mp : 103.0-104.0C

20

[al p: -4.6" (MeOH, C1.0)

* (H)-1-[2-(1-opha) g 1-3-[2-ME-3-(4-F g D) 22 F |- 1-AE $-H ol (S FE 1-121)
IR(KBr) : 3336, 2900, 1616, 1526 cm

mp : 102.9-103.5C

20

[a]l p : +4.2° (MeOH, C1.0)

* 1-[3-(1-othete) =2 8 ]-1-78-3-[3-(4-9 D) T2 P | -7 oL (S E 1-122)

IR(KBr) © 3323, 2954, 2004, 2846, 1624, 1603, 1548 cm

mp : 79.8-80.4C

' 1-[3-(Q-oltE) 22 -3-[3-(4-H D) 22 H]-1-(2,2,2-EF EF 20 ) S H oH(F3HE 1-123)
IR(KBr) : 3355, 2002, 2848, 1627, 1605, 1545, 1145, 1112 cm |

mp : 88.9-90.0C

* 1-[4-(1-olterd) R E]-1-9E-3-[3-(4-F 2 D) Z= F | - H oM E 1-124)

IR(KBr) : 3352, 2807, 2847, 1626, 1604, 1539 cm

mp : 92.7-93.7°C

' 1-[4-(1-oidare) R ]-1-Z2 2 9-3-[3-(4-H D) T2 G | - H o (S E 1-125)

IR(KBr) : 3343, 2000, 2847, 1625, 1604, 1544 cm

mp : 110.0-110.5T

* 1-[2-(1-opturg) ol | ]-1-AE-3-[2- (4-F E Do}r| =) o d ] ¢-F oL (FFE 1-126)

IR(KBr) © 3301, 2904, 2848, 1628, 1602, 1527 cm |

mp : 133.9-134.5C

* ($)-1-[3-(1-oltpte) =2 g ]-3-[2-vE-3-(4-¥ g D) 22 g ]-1-Z 2 Y $-F o} (3FE 1-127)
IR(neat) @ 3350, 2902, 2846, 1625, 1534 cm

[a1® : +4.2° (MeOH. C0.51)

' 1-[3-(Q-olte) 22 Y ]-1-2 2 3-3-(4-9 H2) H 2 - H oH(EHFE 1-128)
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<802>

<803>

<804>

<805>

<806>

<807>

<808>

<809>

<810>

<811>

<812>

<813>

<814>

<815>

<816>

<817>

<818>

<819>

<820>

<821>

<822>

<823>

<824>

<825>

<826>

<827>

<828>

<829>

s550] 10-0880698
IR(KBr) : 3319, 2002, 1630, 1604, 1537 cm
mp : 96.0-98.0°C
* 1-[3-(1-olwte) 22 4 ]-1-2 2 F-3-[2-(4-H D) D1 9-H o HE3HE 1-129)
IR(neat) : 3345, 2001, 1634, 1538 cm |
* 1-[3-(1-olthwte) =29 ]-1-99-3-[3-(4- 2 D) T2 G | ¢-FH o}(3FE 1-130)
IR(KBr) : 3345, 2069, 2905, 2845, 1622, 1605, 1535 cm
mp : 97.5-98.2°C
* 1-[2-(1-old e S A E ] -1-2 2 -3-[3-(4-9] 2 P ) =29 | - o (3} & 1-131)
IR(neat) : 3344, 2911, 2853, 1642, 1603, 1534 cm
* 1-(1-ophte)opr| w2 R d W E-1- 2 2 I-3-[3-(4-¥ g D) T2 F | ¢-H o H(Z FE 1-132)
IR(KBr) : 3335, 3261, 2910, 2853, 1662, 1622, 1543 cm
mp : 132.0-132.5C
* 1-[3-(1-olwte) 22 4 ]-1-2 2 3-3-[4-(4-H D) F ] 9-H o HE3HE 1-133)
IR(neat) : 3350, 2001, 1623, 1532 cm |

¥ I-[3-(1-elbt ) 22 -1-[2-IN-(t-F- S A FF2 Ed)-N-vdotr| = | E [-3-[3-(4-F g D) Z= I ] - o}
(B3E 1-134)

IR(neat) : 3347, 2902, 2846, 1696, 1632, 1603, 1534, 1167 cm |

* 1-[2-(1-o}turd) ol E]-3-[2,2-T) vl E-3-(4-¥ g D) Z2 P ]-1-NE - o3& 1-135)

IR(KBr) : 3338, 2905, 1620, 1600, 1541 cm '

mp : 82.5-84.9°C

* 1-[3-(1-olue) T2 9 ]-3-[3-(4-9 g D) Z 2 ]-1-(83,3,3-EF EF 22 2 9) - F oL (3FE 1-136)
IR(neat) : 3349, 2902, 1628, 1538 cm

* 1-[2-(1-olg ) o g 1-3-[1-HWE-3-(4-F g ) =2 |- 1-AE - ol FE 1-137)

IR(KBr) : 3338, 2902, 2847, 1615, 1533 cm '

mp : 128.5-120.0°C

* 1-[2-(1-olare) o P ]-3-[3- (t-FEUHE AL SA]D-3-(4-F g D) 22 |-1-W L - o (3 FE 1-138)
IR(neat) : 3355, 2004, 2849, 1628, 1600, 1532, 1099 cm

* ($)-1-[2-(1-o}cpetE) A E ]-1-[2-[N-(t-F-EA 7t 2 B )-N-HEolu] = ] & ]-3-[2-F| E-3-(4-H 2| D) ==
g]5-oHIFE 1-139)

IR(KBr) : 3345, 2910, 2848, 1693, 1622, 1602, 1538, 1248 cmf1
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<830>

<831>

<832>

<833>

<834>

<835>

<836>

<837>

<838>

<839>

<840>

<841>

<842>

<843>

<844>

<845>

<846>

<847>

<848>

<849>

<850>

<851>

<852>

<853>

<854>

<855>

S=50dl 10-0880698
mp : 122.7-123.7°C

20

[a]l p : +2.8" (MeOH, C1.0)

* 1-[2-(1-otgrE) o) e d]-1-Z 2 8-3-[3-(4-¥ g D) T2 P ] - oH(SHFHE 1-140)
IR(neat) : 3275, 2008, 2849, 1636, 1536 cm

* 1-[2-(1-olpate) A 2 ]-1-(2-FEd)-3-[3-(4- D) T2 F | - o (BHFHE 1-141)
IR(neat) : 3351, 2903, 2847, 2290, 2221, 1630, 1605, 1538 cm

* 1-[2-(1-opeherg) o’ 1-3-[1,2-T M E-3-(4-H D) 224 ]-1- AL - o} (S E 1-142)
IR(neat) : 3354, 2004, 2847, 1623, 1604, 1525 cm

' 1-[2-(1-olta) A ]-3-[1-ed-3-(4-F & D) T2 |-1-ANLD $-H oH(FFE 1-143)
IR(neat) © 3352, 2904, 2847, 1622, 1605, 1529 cm

* 1-[2-(1-ofretd) g ]-3-[3-(t-F 2 AL §A)-3-(4- D) 22D - 1- AL - o H (B FHE 1-144)
IR(neat) © 3360, 3072, 3050, 2003, 2849, 1634, 1602, 1532, 1428 cm

Al 2

' 5-(4-FEd) g EA N[2- (1ot A | -N-Z 2 hopr| = (33 2-1)

7 1-69) 2-(1-ofcbteE)-N-Z 2 Ho"o}wl(0.37 g, 1.7 mmol), FIHA 5-12 5-(4-y]8]d) e 24H(0.30
g, 1.7 mmol)ell N N-TIW[HEEoln=(8.4 m)E 7F3te], A-2olA wnksgivt, N-wd=2E(0.27 me, 2.5
mmol), o]oJA 1-o|&-3-(3-tudoln =2 d)stZ R rjo]n =gk (0.38 g, 2.0 mmol)S 7}8le] WAl mwks}
Ak whE SAS e wHFshal, FRE oMHEAIE(20 m)S Thete], 23 ERIFAUEF 58920
), X3 A5G m)e o AAEAT. FIUEFoeR HARAZ F oEAMES Y S
AAGA G, IR=S d718 de7hd A5 azvEady e 28 gAskat, 324 3skE 0.21 g(33%) 0] A
FdERA oA

IR(neat) : 2092, 2846, 1644, 1602 cm

ANol 29 e 2HE shol, olale] HFBE A& + AU

* 5-(4-¥ 2 ) &g 24 N-(1-oltre) W E-N-Z 2 Hou]| = (33HE 2-2)
IR(neat) : 3067, 2003, 2847, 1644, 1602 cm '

* 5-(4-H ) LH 24 N-(1-olchete) wed-N-A ol = (3§ &E 2-3)
IR(neat) : 2903, 2847, 1644, 1601, 1454 cm

* 5-(4-d )¢ =24 N N-t 2o} =(FFE 2-4)

IR(neat) : 2958, 2932, 1641, 1602 cm

* 5-(4-¥ )L 24 N N-H o] a Ao = (3 FE 2-5)

IR(neat) : 2956, 2870, 1639, 1603 cm

* 5-(4-F ) EE 24 N-[2-(1-obehred) 2 -N-(2-F- el D) obv| = (S & 2-6)
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<856>

<857>

<858>

<859>

<860>

<861>

<862>

<863>

<864>

<865>

<866>

<867>

<868>

<869>

<870>

<871>

<®72>

<873>

<874>

<®75>

<876>

<®77>

<878>

<879>

<880>

<881>

<882>

SS=50ol 10-0880698

IR(neat) : 2903, 2847, 1642, 1602 cm

* 5-(4-FFE)LHEA N-[2-(1-otTe) b -N-[2-[N'-(t-F-EA 72 E 9 )-N'-ddolu| = | ] o}H| = (33
E 2-7)

IR(neat) : 2904, 2847, 1695, 1644, 1602 cm '

' 5-(4-H ) EFH 24 N-[3-(1-ol ) T2 Y |-N-Z 2 Gon| =(FFE 2-8)

IR(neat) © 2902, 2846, 1643, 1602 cm |

* 5-(4-mE ) 24 N-AE-N-HA | otn| =(FFE 2-9)

IR(neat) © 2930, 2860, 1642, 1602 cm |

' 5-(4-F ) EH 24 N-[2-(1-otohr ) A E [-N-(2-t W P opr| o & ) ol = (31 & 2-10)
IR(neat) : 2903, 2847, 1639, 1605 cm |

* 5-(4-F )Y 24 N-(2-A 22 AN E)-N-AEH o =(FFE 2-11)

IR(neat) © 2924, 2853, 1644, 1601 cm

* 5-(4-F ) EH 24 N N-H| = [2-(1-olpet) o D] oln| =(3H3HE 2-12)

IR(neat) : 2001, 2846, 1643, 1602 cm

* 5-(4-F ) e 24k N-[2-(1-obehtE) S E]-N-(3,3,3-E EF o2 X 2 g ) olu| = (3 E 2-13)
[R(neat) : 2904, 2848, 1647, 1602 cm

' 5-(4-F )2 24 N-[2-(1-o ) g [-N-AEobr]| = (S E 2-14)

IR(neat) : 2003, 2847, 1736, 1643, 1602 cm

* 3-(4-T LA EE| ) =25 24 N-[2-(1-oloh ) o d]-N-FE ohw]| = (FFE 2-15)
IR(neat) © 2903, 1643, 1599 cm |

* 2-md-3-(4-TEd g E| Q) X 23] 24 N-[2-(1-o}t}vtE ) o D |-N-H o} = (3 FE 2-16)
IR(neat) : 2903, 1639, 1600 cm

* -(t-REAFIZEY) ol x-3-(4-F I E Q) T2 8 L3 N-[2-(1-olthetE) o ]-N-d D o}m| = (3} 5=
2-17)

IR(neat) : 32841 2903, 1705, 1644 cm |
* 2-[2-(4-¥ D) D E] L]} EAF N-[2-(1-o}t}utE ) o € |-N-H & o} m| & (3 3HE 2-18)
IR(neat) : 2902, 1635, 1602 cm

* (2R)-2-(t-FEAFIZE Y )o}r| =-3-[2-(4-F )N EE ] Z25 23k N-[2-(1-o}t}gtd ) o & ]-N-gE o} m|
=(3FEE 2-19)

IR(neat) : 3287, 2903, 1705, 1644, 1602 cmf1
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<883>

<884>

<885>

<886>

<887>

<888>

<889>

<890>

<891>

<892>

<893>

<894>

<895>

<896>

<897>

<898>

<899>

<900>

<901>

<902>

<903>

<904>

<905>

<906>

<907>

<908>

<909>

SS=50dl 10-0880698

20

[a] p : -19.0° (MeOH, C0.43)

* 6-(4- 9 D)FZ R N-[2-(1-otehar e ) o d | -N-H o} = (338 2-20)
IR(neat) © 2903, 1644, 1602 cm |
* 4-(4-F ) FEHEL N-[2-(1-olthiE) dd ]-N-AE o = (& 2-21)
IR(neat) : 2903, 1644, 1602 cm
EREE
* 1-[2-(1-obrh R o B ]-1- (- Wobw] ol B)-3-[3-(4-51 2 9) T 28] $-elo} o] B4 (3T 3-1)
§}6L“ 1-262]
2~ (1=oh TPl ol 8 ] -1-[2- [N~(t—- 5 A] 72 30 ) -N-] o} o] o 3 [3-(4-7] 2] ) = 2 71| $-2) ok (0..30
g, 0.60 mmol)ell w€rE&(4.4 ml)E 7}etar, &71d Fsbda S FAAA dES WSkt 10%
Qe vEe S S AL WA L F A FHAR, E 30 g(RA)0] Ty
HZAAA Bz dojx ),
IR(neat) © 3351, 2004, 2846, 1634, 1538 cm
e 33 e x2S ko], o]stY] eSS 7 AU
' 1--AEFEAAAY)-1-(2-H P opr| o °)-3-(4-H D) WD -8 o} o] (FFE 3-2)
IR(neat) : 3323, 2923, 2850, 1638, 1520, 1449 cm |
* 1-[2-(1-oldrd) dld]-1-0pH] =-3-[3-(4-F D) Z2 | $-g o} o] A (FE 3-3)
IR(KBr) : 3410, 2902, 1637 cm |
mp 1 ©F 100C
* 2-olm| =-3-(4-H D rdE| Q) X 23] 24 N-[2-(1-o}t}hvtE ) o d |-N-Hdo}r] = o] G2 (3 FE 3-4)
IR(neat) : 3402, 2901, 1638, 1608, 1503 cm |
* 5-(4-F ) EH 24 N-[2-(1-oteher ) A E I-N-(2-v Eo}u] o &) o v = (S & 3-5)

IR(neat) : 3312, 2902, 2846, 1643, 1602, 1450, 1416 cmi1

' (2R)-2-oM| =-3-[2-(4-HE D) EE L ] Z 29 24 N-[2-(1-olchetd) e ]-N-ALolm = o] FAA (3 E
3-6)

IR(KBr) : 3423, 2902, 1638, 1609 o

20

[alp @ -4.9° (H0, C0.52)

' 1-[2-(1-oldare) o g ]-1-AE-3-[2-(4-F ) A T D ] - FH o H (S E 3-7)

IR(neat) @ 3246, 2903, 2846, 1698, 1604 cm

AAl 4

* 4-[3-[3-[2-(1-ottE)dE]-3-AE S-d o E] 22 d]-1-H eVt F 2= (BFE 4-1)

AZolA, e 1-19 1-[2-(1-ofvatd) el g |-1-M9-3-[3-(4-9] 2] D) Z = A ]-9-#[o}(0.30 g, 0.73 mmol)®]
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<910>

<911>

<912>

<913>

<914>

<915>

<916>

<917>

<918>

<919>

<920>

<921>

<922>

<923>

<924>

<925>

<926>

<927>

<928>

<929>

SS=50ol 10-0880698

SPAIE(LS nt) o] LOEHIME90 w0, 1.5 mol)& 7ekel ¥l mutalelth, W omnE etetel §
e FF AAT T, oMENNEE MEG AHL o3 FAAA BA FTE 380 ng(60)S DL 5

AN

IR(KBr) : 3374, 2926, 2900, 1616, 1526 cm

mp : 168.0-171.0°C

ANd 49k e 274G ol olate] FFEL A& & AN

* 4-[3-[3-[2-(1-othre) A " |-3-[2-[N-(t-F-FA FF2 Ed)-N-vdotr| =g ] - H o] 2] 22 |-1-H 2 7
JUE LA EFEE 4-2)

IR(neat) @ 3342, 2903, 2846, 1682, 1644, 1520, 1235, 1166 cm

* 4-[3-[3-[2-(1-o}red) A’ ]-3-[2-[N-(t-F-F A7t 2 Ed ) olu [ ] ¢ o 2] 22 ]-1-ddF gty H
F9(E3E 4-3)

IR(KBr) : 3312, 2907, 2846, 1714, 1694, 1625, 1534, 1246, 1171 cm

mp : 97°C

AAd 5

* N-[2-(1-eloh ) d ]-N-A L2314t 3-(4-F D) T2 Do 2H E(FFE 5-1)

A2 A, 4~ dZZHE(528 mg, 3.85 mmol)E OFHMEYEZH(20 m)ol |3A]713L, o]ojx Egjddoe}rl
(1.61 me, 11.6 mmol)S 7}&tQlvh. =gk, g N N'-tisAloln| Dol 26 2(1.48 g, 5.87 mmol)E 7}skod, 2.5

Al kst wkg ERbES detel sSste], AREC obAEAFE (100 me), ¥3} B AUYER T
SN(50 m)E 7Hste] sk S %3} QU EF FEAG0 m) oz AAsigitt. 5 Ak
UEFOR AZxslY, §uls 72 TF AASGY. ZFES 7B A2/ F, F5 Agda(10 no)ol &
etk 2 F FHA 1-19 2-(1-oprhre)-N-gld o ol A4k (1.32 g, 4.62 mmol) 2 E] € o}1(0.80
ml, 5.7 mmol)9] A3 EA(90 ml) &BE 7}slod, 1.5A17F mukslit};. Wk E3ES ¥ 3 ERSAUERE
FEN(50 me), 3} AJUHEF FEAB0 m) R A AASAL, F RV EFoR AXAZT. 7hetet
LS FF AASE IFES AYIA 4y aEvEaddE ZAsA, B4 3FgE 1.54 g(97%) 0] FAE
24 doA

o M2
=™
o
N
of
[o
Fﬂ

IR(neat) : 2903, 2847, 1742, 1698 cm
Ao 5oF ZE 2hE s, olske] AfES A& ¢ AN

* 1-[2-(1-obrd) o E I-1-[2-(N-A 22 A A S A 72 B d-N-H P olr| =) | ' ]-3-[3-(4-F g D) Z=F | -7l o}
(394E 5-2)

IR(neat) : 3350, 2904, 2847, 1682, 1633, 1604, 1531 cm

* N-[3-(1-oltivte) Z2 g ]-N-Z2gytagit 3-(4-E D) T2 Yo 2 2(IFE 5-3)

IR(neat) : 2901, 2846, 1740, 1695, 1645, 1602, 1451, 1423 cm

* N-[2-(1-o}t}ate) o & ]-N-(3,3,3-EgEF o222 W) 720t 3-(4-¥ D) T2 P 28 2 (3 FE 5-4)
[R(neat) : 2903, 2847, 1705, 1603, 1482, 1451 1425 cm

* N-[2-(1-olchate) o D ]-N-[2-[N'-(t-FE-EA 7t2 8 9)-N'-Ho}lr =] H |7l 24 3-(4-¥] D) T 2Ho| X
H2(33E 5-5)
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<930>

<931>

<932>

<933>

<934>

<935>

<936>

<937>

<938>

<939>

<940>

<941>

<942>

<943>

<944>

<945>

<946>

<947>

<948>

<949>

<950>

<951>

<952>

<953>

SS=50ol 10-0880698

IR(neat) © 2903, 2847, 1699, 1603, 1480, 1424 cm

* N-[2-(1-o}ttetd) o ]-N-AE 729t 2-vE-3-(4-T D) Z2 Y 2 2 (3 FE 5-6)
IR(neat) : 2904, 2847, 1701, 1602, 1450, 1424, 1381 cmf1

A 6

* 1-[2-(1-oltheha) e g ]-3-[3-(4-F D) Z2F I B| =22, 4-F g Hd & UG (FFE 6-1)

sl3tE 1-699] 1-[2-(1-ofthvte) ol e ]-1-[2-(t-F-FA 7R R ) A 2 ]-3-[3-(4-F D) == H ] -8 ©}(0.23 g,
0.49 mmol)oll 4 N @8l54 1,4-US4F A (2.5 m)S 715te] Ao b wukstdn), kg & 749t &

A, ZAFEC 1N FAGERE F8H(20 m) I} oFHEANE (30 m)S 7Fsle] B-ASIGIT). ol EAtelE
(20 mo), 23} AJUEF FEN (20 m)o 2 Fak A, T bt adlgos dxAZT. 3t
jr
Y

o o

off ofv A

o v

Aolzl FAES TodoH2(20 m)ol] A7) 4 N G3t5a oA EAto|e £H(0.50 m¢, 2.00 mol)S
Walol]l 713k & 79F TFI, A& uAE oMANEMNNER o3 F=HEA, ®BH FFE 0.17 g(799) S 4
Z’:

IR(KBr) : 2902, 2437, 1710, 1666 Cm_1

mp @ 177.0-178.5C

Aol 63k e 22S ho], o)t setes d& F AT

' 1-[2-(AE2FA)AE]-3-(4-H D) HE I =22, 4- WD 2 GAH(BRE 6-2)
IR(KBr) : 2925, 2850, 1718, 1671, 1600, 1493, 1450 cmi1

mp : 64.0-74.5C

* 3-[2-(1-olte) e e ]-1-[3-(4-d D) T2 | IS =2-2,4-F P d ] 2 A (BFE 6-3)
IR(KBr) : 2906, 2845, 1716, 1696, 1658, 1486 Cm_1

mp : 170C

Are 7

* 1-[2-(1-olete) " ]-1-AME-3-[3-(4- ¥ H D) ZZF | 2 ¢-H oH(SjHE 7-1)

A @o7IstelA 11 -Herterd o thE£(0.31 g, 1.8 mol)ol F7HA] 2-19] 4-(3-opv| ) vjeld
(0.24 g, 1.8 mmol)®] ¥~ EIES|=2F3HI10 mt) &5 7hete] A2elAf anksioint. 1A12F F, F3HA] 1-
19l 2-(1-obete) N-sidefdetsl GAA(0.50 g, 1.8 mmol) ] FFHEHSEZFA0 nt) A& Thske]
2,541 7k SRagith. Wy § kg o] opAEAIE (50 me) P X3t A FAUEF 8950 ) 7het
of wolstatt. oHEANETE E3F ASHEF &8N0 n) o AFE F Fg Pbmiadlgon e
A, Ak 5§, Augpd A9 aReieadyR gAsia 14 heE 0.18 g24)= dE 7 AT

IR(neat) © 3304, 2002, 2846, 1603, 1530, 1345 cm |

A 73 e e sl olske] AftES A& 5 U

* 1-(2-3=FA Y E)-1- AN D-3-[3-(4-F D) T2 L E] & - H o} (B E 7-2)
IR(KBr) : 3022, 2920, 2876, 1606, 1585 cm

mp : 105.6-107.1C

AAl 8
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<954>

<955>

<956>

<957>

<958>

<959>

<960>

<961>

<962>

<963>

<964>

<965>

<966>

S=50ol 10-0880698

- g-3-[3-(4-F ) Z =g ]|-2-o|n|fZ e DB 2(3FE 8-1)

e 7-29] 1-(2-3=FA " )-1-Hoe-3-[3-(4- D) T2 H ] 9 o}(601 mg, 1.75 mmol), EZ|HH
E2A(913 mg, 3.49 mmol)oll F BIEZS|=2FA(2.5 mO)S 7F8tY, do/vere Wbt wRkEroit.
olxu 2B AT o] AZ 2L AHE2(710 mg, 3.49 mmol)] T4 HEHS|=ZFT A8 wWojmzgjy, 108
T oM EANE (100 m) S 718ttt 23t B AUYER 8040 me), X3} 9540 m) o o= A3t

FAUEFOR AXA F, #715S 7Y 5FP0. FFES Hestd A9 AazviEadase QA6
of, dojd wAE Axoz ofx} F=FHEA BH BEE 107 mg(19%)°] AHo=A dojH},

Kl

IR(KBr) : 3064, 3018, 2926, 2858, 1601, 1560, 1498, 1456 e
mp @ 99.5-104.0C

A 9

* 1-[2-(1-oleted) o " 1-3-[3-(4-F D) 22 F | A =2 ¥ g v d-2- 2 (S FE 9-1)

1-oltutebol | EAH(1.50 g, 7.72 mmol)9] F<= A3WEA(30.0 mb) Edof] 1-3|=FAHIZE g o}Z£(1.15 g,
8.49 mmol), B-<&hd ]Eloﬂ*lzﬂeow@(l 30 g, 8.49 mmol), 1-o1€-3-(3-TlMQo}u] T2 J_E% )72 B.r]o]w]
=e12103(1.63 g, 8.49 mmol), 1%23%3(2.05 m¢, 18.7 mmol)& WHatel 7hek F, ALoA whAl b
k. whg g st %éo}cﬁ Fol OPAEMCNE (50 )& ZFSHATh. 108 AE2A 8950

me), E(50 m¢), E3} Bk AWEﬁ~?%@®0mD,%womx55}%&%E%~?%ﬂ®0mﬁ%%gi*ﬂ
Asha, B PAadEoR AR, A4Sl FHH4, 3-[1-(hhuE)MEste s sop = | T e
Aol 2H 2 2,48 g(FFH)0] WA mAZA ol R,

olo]A], 3-[(l-oltta) a2 B ~olm =] Z 2 u] & bo| Do AH 2(2.40 g, 8.18 mmol)E oE-2(5 me)ol
A71aL, 2 N 28 EF 899(4.50 me, 9.00 mmol)& Wyyatel] 718k 3 A-2oA 2A12F ks, uk
Hofl Wgste] 2 N A2H15 mo)S 7Fste] eRbg oz gk &, b EAE (70 )& 7Fste] FE33ATh.

(50 me), 23} ASUHEF FE&N (50 m) o2 =2k AAStAL, T At dlgo s AxA Y
5% F AEHE 2AE HA"dHZEE o]&dte] of¥ FHAN, 3-[(1-oluhrE) Wt E 5 2oln|
2322 1.43 g(70.1%)S 4S & AU}

)

>
r N oo oo

3]
—g_ | %
=g =
3} g
=

T; =

oo} A, 3-[(1-ottterd )W E 7B S 2ol £ | 229 24H(1.4 g, 5.6 mmol)2] 7 At A(10 me) & 1-
B EFZSAMIZE ] 0}&£(0.83 g, 6.2 mmol), 1-9€-3-(3-yHW o} Ji-ﬂ)ﬂe_ﬂu’% olm = A (1.2 g, 6.2
mmol), ZZHA 2-19] 4-(3-op =X 23)9] U (0.80 g, 5.9 mmol), N-HEE=ZZ(0.68 m¢, 6.2 mmol)S H
Watel] 7hgk &, A2dA B apksiglth. wkg &S RSt %?375131 ol oA EAMIE (50 ml)&
Zbeta, Est BRMFFAUESR F8A(30 ml), =30 ml), 23} AUEF FEA30 m)e Fo= AAgstd,
Pr‘F Pimtadlg o s AxAIZAT. AAststel sFste] A& LAE HolddHEE o] &3t o7 FH 35kt
-[(I-elre)vE 2 R ~oln| E | 2 2 9] 241 3-(4-F2|Ed) T2 Holr= 1.9 g(88%) & S 4 AUATE.

T3 FLFE(0.45 g, 12 mmol)oll Wystell = HeldolH=(20 m)E 7Fep3ivk. o]l Ao 3-[(1-
oftpwtel) e 7tE R ot m |2 293t 3-(4-v] 2 d) 22 ol =(0.50 g, 1.3 mmol)®] -7 HEZS| =Rt
(10 me) &5 1523 "ojme, Ad2olA wha) wrbebar, B3 45417 74 @7¢ §, wks &0 Ws
o 2 N FASIER #8030 m) H oPEANE (30 ml)& ZASHA 7FE 5 ZAESAT. oA EA"

(30 me) R E3}F ASJIEF FE&A(30 m) ez AAste] e Fidviadig o AxARG. As &
, AFEs Hepd Ad AzviEIfYE AAsHA, N-[2-(1-ofuhtR) o e -N'-[3-(4-v] g d) ==
J3-IZEFTedl 0.05 g(10%)s ¥ 5 AU

e oy

]_

S o mb

Aozl N-[2-(1-otthare) o & ]-N'-[3-(4-¥]g|d) Z2H]-1,3-Z 23] o}71(80 mg, 0.23 mmol)2 F4= A3}
=2(10 mﬂ) gz 1, 1'-7k2 R dr]o]mthE (40 mg, 0.26 mmol)e] F4 AW a (10 m) &HE T4 g3
2Al(50 me)oll 2080l HA Ao wtstHA FAl] Hojmygth, WAl kel & 7eksl & =
< Ag7td A9 a=EetEadg g2 GAlste] 24 sh3E 8.0 mg(9.4%)& AUt

IR(neat) : 3400, 2902, 2846, 1625, 1531, 1451 cmi1

AAld 10
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<967>

<968>

<969>

<970>

<971>

<972>

<973>

<974>

<975>

<976>

<977>

<978>

<979>

<980>

<981>

<982>

<983>

<984>

<985>

<986>

<987>

<988>

<989>

<990>

SS=50ol 10-0880698

1-olAlE opr] =-1-[2-(1-o} it ) € ]-3-[3-(4-H g D) =2 H | $-FH o} ZFE 10-1)
Ao, FFE 3-39 1-[2-(1-o}tpte) o e]-1-o}u| =-3-[3-(4-F D) =2 H ] $-go} o]

oI
= ol .
0.47 mmol)ell T Y (2.0 ml) T 5= oFAEAHL.0 m)S 7}8le], 158-7F wwkalgch, wheol o 2 BE 7heks}o)
LS Z=F AAT T, ol EANE (10 ml) T} E(10 m) =2 Bwisict. §71%S 23 ERFAUEF £89
7 =

(10 mO) 3 23} F5(10 m) = A, = Fvpadlg oz Az 3. Asketl &vis 57 A7k,
Jies Ae7Hd A9 a=zvtEayel os) gAlste] 4 = 0.11 g(58%)S LUt

IR(KBr) : 3374, 3163, 2907, 1694, 1638 cm

mp : 140.0-146.0C

A 103} 2 22E go], olste] Hdtes A& ¢ A E, Feod] b AddskeS o83l
* 1-[2-(N-oAE-N-H Dot ) o ' ]-1-[2-(1-obchr ) o & 1-3-[3-(4-F Z D) T2 P ]| - oH (3} & 10-2)
IR(neat) : 3337, 2002, 1632, 1535, 1492 cm

* 1-[2-(1-olpag)d " ]-1-[2-(N-°o] 2Y FE| = d-N-wDo}r| =) o & ]-3-[3-(4-H A D) T2 D | - F o (I FE
10-3)

[R(neat) : 3350, 2902, 2846, 1633, 1531, 1450 , 1408 e

* 1-[2-(1-olpE) g ]-1-[2-[N-FE-N-(HE A ¥ d ) o} = ] & ]-3-[3-(4-H 2| D) == H | $-F o} (3§} =
10-4)

IR(KBr) : 3319, 2902, 2845, 1616, 1540, 1326, 1142 cmf1
mp : 164.9-167.2C

* 1-[2-(1-olhae)d g ]-1-[2-[N-HE-N-(p-EZ A X D)o} =] " ]-3-[3-(4-H g D) Z=H | ¢ o} (3} F =&
10-5)

IR(neat) : 3358, 2902, 2846, 1633, 1603, 1531, 1343, 1161 e

* 1-[2-(1-o}tperd) o E 1-1-[2-[N-(3, 3-T W 2 R E] & )-N-m Do} = | D ] -3-[3-(4-¥] g & ) = 2 F | $-F o} (3}
& 10-6)

IR(KBr) : 3325, 2906, 2845, 1652, 1616, 1534 cmi1
mp : 101.4-102.4C

* 1-[2-(1-elpag) d g ]-1-[2- (N At 2 R d-N-dEolu| =) o & ]-3-[3-(4-H A D) T2 | - F o (I FE
10-7)

[R(neat) : 3350, 2902, 2846, 1698, 1633, 1532 e

* 1-[2-(1-optre) A ' ]-1-[2-[N-(t-F FA 7h2 R d ) ohr] = [ 2 ]-3-[3-(4-¥ D) Z= P | - oH (B FHE 10—
8)

IR(KBr) : 3312, 2905, 2845, 1710, 1637, 1606, 1534, 1269, 1249, 1174 cmf1

mp : 158.0-160.5C

Y 1-[2-(1-obte) ol D [-1-[2-[N-(t-F-FA 7k 2 B d)-N-o dopr] = | & |-3-[3-(4-F 2 D) T =D | $-9 o} (5}
3E 10-9)

[R(neat) @ 3349, 2902, 2846, 1693, 1667, 1633, 1603, 1531, 1452, 1416 e
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<991>

<992>

<993>

<994>

<995>

<996>

<997>

<998>

<999>

<1000>

<1001>

<1002>

<1003>

<1004>

<1005>

<1006>

<1007>

<1008>

<1009>

<1010>

<1011>

S=53 10-0880698
* 1-[2-(l-ohohare) ol R ]-1-[2-[N-(1, 1| W 8-2, 2, 2-E 8] 2 2 2o BA| 72 1 d)-N-w D o] ] o & ]-3-[3-
(4-¥g ) Z=2g] - oH(33E 10-10)
IR(neat) : 3359, 2903, 2846, 1707, 1636, 1603, 1534 cm_1
mp - 47.0-52.0C

* 1-[2-(1-olpE) g ]-1-[2-[N-(1, -t e 22 Z A 7t 2 i g )-N-v ol = ]9 & ]-3-[3-(4-H 2| d) ==
g]$-doH3FE 10-11)

IR(neat) : 3349, 2972, 2902, 2846, 1695, 1631, 1603, 1534, 1226, 1159 cmf1

* 1-[2-(1-olpE) dE]-1-[2-(N-0] A Z 2 ZA| 72 R d-N-H Do} =) o & |-3-[3-(4-H D) X2 | $-F o}
(& 10-12)

[R(neat) : 3350, 2903, 2846, 1696, 1632, 1603, 1530 e

* ()-1-[2-(1-olg et A 1-1-[2-(N-HA S A T2 R -N-r do}r| =) o & ]-3-[3-(4-¥ I ) == H | $-H o} (3}
38 10-13)

IR(neat) : 3350, 2904, 2847, 1694, 1633, 1603, 1530 cmf1

20

[a]l p © -27.5° (MeOH, C1.0)

* 1-[2-(1-o}cberE) o e 1-1-[2-[N-(3, -t e F-E] & )-N-W & o} =] o & ]-3-[2-W| &-3-(4-¥ g D) Z=2FH | &
HoHEFE 10-14)

R(neat) : 3324, 2902. 2846, 1633, 1537 cm

* 5-(4-d ) Ea  N-[2-(1-olthnE) g ]-N-[2-(N'-o]| A X 2 ZA|Fl2 B d-N'-HEo}n| =)o & |o}u] =
(ZEE 10-15)

[R(neat) : 3553, 2978, 2903, 2847, 1697, 1646 e

* 5-(4-dEE)EH EA  N-[2-(1-o}tbrE) o ]-N-[2-(N'-HRA A 7t 2R I-N"-H| D o}n| ) o & | o}m| = (3}
2 10-16)
IR(neat) : 3387, 3030, 2903, 2847. 1701, 1646, 1602, 1453, 1422 cm
* 5-(4-FEd)gEEar  N-[2-(1-olehere) o ]-N-[2-[N'-(3,3-t e F-E] Y)-N'-v L o}r]| =] o & | o} | = (3}
& 10-17)
IR(neat) : 3501, 2903, 2847, 1645, 1603, 1455, 1417 cm
AA9 11
* 1-[2-(1-olohere) ol e 1-1,3-t v e-3-[3-(4-HFd) == | - o (FFE 11-1)

NS Aol A ngkslelct,
oo}l (0.357 ml, 2.05 mmo
N-HE&-3-(4-7] g d) Z2 Ho}

A BEY7|stol A, EFE~AA 190 mg, 0.640 mmol)e] TEFZEZWEH(6.0 ml) &H
ZHA] 3-19] 2-(1-o}thwkel)-N-dj e e &o}wl (330 mg, 1.71 mmol)¥ TlolAZ =T
Do HUEZ2HWE(6.0 m) §NE, 178 &< o), 8% &, FA 3-39] N

(264 mg, 1.78 mmol)¥} t]o]AZ R Eo}(0.357 ml, 2.05 mmol)e] UFEEWEH(5.1 m) &N s
7hsted, 20A17F wEkEITE. g B 2(40 ml) = ffl%iékﬂ X3} AU EF 8940 ) o2 23], o]
oAl 23t FIUEF FEAU0 m)o= MG F, EivtavEos AXAA E} |£E 7Y S/

AAske], dep7bd Ad Azvieadgyz GAskat, 24 ﬂﬁm 335 mg(54%)°] AojFtt.
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<1012>

<1013>

<1014>

<1015>

<1016>

<1017>

<1018>

<1019>

<1020>

<1021>

<1022>

<1023>

<1024>

<1025>

<1026>

<1027>

<1028>

<1029>

<1030>

<1031>

<1032>

<1033>

<1034>

<1035>

<1036>

<1037>

SS=50dl 10-0880698

IR(neat) : 2903, 2846, 1638, 1602, 1492 cm
AA 12
* 1-[2-(1-og ) A2 ]-1-3 =S A-3-[3-(4-¥] g B) T2 F | - oH (B3 E 12-1)

et E 1-289 1-[2-(1-oltture) o & ]-1-M A LA -3-[3-(4-T &g ) T2 H) > o}(438 mg, 0.978 mmol)e] =&k
2(9.78 mt) Mo 2 N GAH4.0 m)S 7F8ke], AA A2 =789, 10% e "ﬂ"ﬂ'%(‘lig mg)S 7heke,
I3 Saaold 37t muksigdeh, Bad BAES o5} AAsel, ol et ¥R %, cloldojH=

(30 m)= AU, T3t BAFAUEF FEA(30 n), T3 YHUEF FEA(30 )2 A T, 3
hgow AEAAT. 0 B9 SF AAS], A7 A9 azebEadne AAsd, B4 o
E 119 mg(34%) & 25 + AT

IR(KBr) : 3438, 3152, 2903, 2847, 1650 cm

mp : 101.0-102.5C

A 13

* 1-[2-(1-olgE)dE]-1-AE-3-[3-(4-F F D) Z 2 H | - o} FAH(FTE 13-1)

sgtE 1-19] 1-[2-(1-ojunte)ol g |-1-Ae-3-[3-(4-T g ) Z = F | -2 o}(200 mg, 0.486 mmol)2] FZZXE
2(0.3 ml) §Ne, 4 N dsl5 2ol EAE £H(0.400 ml, 1.60 mmol)S 7Ftgith. €S 749 ZF A7
sted, AEF wAE ofNEMLR AAst] Au £HGTE. DolF AR AAE 2-FER=(5.0 m) SR
ANAAs)ste] A 3TE 94 mg(43%)S IS 5 YUT).

IR(KBr) : 3322, 3050, 2902, 2496, 1621, 1534, 1450 cm

mp : 157.0-158.0C

248 dtol, ool TR A + Aok

o

e 133}
* 1-[2-(1-o}tbwre) o ]-1-Z28-3-[3-(4-¥ 2 D) Z2 B ] $-g o} FAH(FFE 13-2)
IR(neat) : 3338, 2001, 2845, 1620, 1450 cm

* 1-(2-A 299 E)-3-(4-F D) vl d-1-(2-El ) -z o} F4HF (FHE 13-3)
IR(KBr) : 3296, 2023, 1635, 1599, 1518 cm

mp : 161.8-164.4C

* 1-[2-(1-oloherd) g ]-1- R E-3-[3-(4-T 2 D) =22 P ] $-go} A (ZFE 13-4)
IR(neat) : 3331, 2001, 2845, 1754, 1636, 1537 cm

* 1,1 [2-(1-oeh ) AP ]-3-[3-(4-HE ) T2 g | - F o} A (B FE 13-5)
IR(KBr) : 3289, 2000, 2844, 1637, 1560 cm

mp : 120.0-122.5T

* 1-[2-(1-o}tburd) ol d]-1-(2-otm| =o' )-3-[3-(4-H @ ) Z=F [ $-F o} o] F2d (BFE 13-6)
IR(neat) : 3358, 2002, 2846, 1634, 1538, 756 cm

' 2-[2-(4-F D) A otr =] oA EAL N-[2-(1-otehitE) 2 [-N-HEolr| = o] FAF (FFE 13-7)

IR(KBr) : 3424, 2902. 1651 cm
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<1038>

<1039>

<1040>

<1041>

<1042>

<1043>

<1044>

<1045>

<1046>

<1047>

<1048>

<1049>

<1050>

<1051>

<1052>

<1053>

<1054>

<1055>

<1056>

<1057>

<1058>

S=50dl 10-0880698
mp : 133.7-137.0C

*3-IN'-HIE-N - (- E ) obr = [ 2 23] 241 N-[2-(1-oleptre) A -N-Adotr| = o] FAH(BFHE 13-
8)

IR(KBr) : 3424, 2901, 2846, 1641 cm

* 1,1-Ho]aME-3-[3-(4-F D) Z2H] $-glo} FALE(IFHE 13-9)

IR(KBr) : 3082. 2956, 2869, 2614, 1626, 1526 cm |

mp : 120.5-131.7C

* 1-[3-(l-olgvte)Z 29 ]-1-T 2 Y-3-[3-(4-¥ g ) Z2F ] $-F o} A4 (FFE 13-10)
IR(KBr) © 3517, 3423, 1642, 1594, 1539, 1508 cm |

mp : 148.0-149.0°C

A 14

* 1-[2-(1-o}ttetd) o 1-3-[3-3| =8 A|-3-(4-F 2| ) Z2 F |- 1- AL - H oH(FFHE 14-1)

31gE  1-1389]  1-[2-(1-ofrinte) o & ]-3-[3-(t-F-E e AL & A])-3-(4-T &) T2 A ]- -9 2o} (136
mg, 0.250 mmol)9] 10% @sGa-wers &M (2.3 m)S H2olA 3¢zt wukslt. &vlE T S/ AAT
% oM EAE(50 ml), 2(30 ml), 1 N FABIUEF F8H(20 ml) o ]
F &AM M) o2 MASGT. T B EFOR AxAZ] F, &u
=
T

de7Hd A4 AzvieEadyz AAsat, 24 33E(59.2 ng,

o

IR(neat) © 3339, 2004, 2847, 1622, 1605, 1532 cm |
Al 15
' cisml-[2-(1-opre) o ]-1-AE-3-[2-(4-V DA S 2 Z =LA L | - oHFFE 15-1)

A #917] (s, g3tE 1-1119 (Z2)-1-[2-(1-otrpsre) ol g |-1-:d-3-[3-(4-T g )-2-Z 29 d | 58|
0}(0.25 g, 0.61 mmol)9] ¥4 1,2-tZFZZ2oeh(3 me) &, toldoelad 1.0 M 4k &(3.1 m, 3.1
mnol )3} FRZ Q=W (0.44 ml, 6.1 mol)S 7Fsted, 1AIRF wnbakich, W wdste] wkg-o] 3} Asietiy
FEN(10 m)S 7hshed, 2047F Aol A waket § of A EAE (20 ml) ¥ 23} A EE 5810 m) S
2 BujEldtt. #7158 ¥3F AU ER FEN(10 m) o2 AAse], T4 Favtadlgos AxAZT. 7
gatoll GulE TH A, dolF AFEE A hA AY A=viEaYR AT B IFE 9.0
mg(3.5%)& T4 AFozA At}

IR(KBr) : 3340, 3025, 2903, 2847, 1617, 1603, 1525 e

mp © 128.0-130.0C

AA4 16
* 4-[3-[3-[2-(1-ottE)d B]-3-AE S-d ol =] =2 d |V g N-SA| =(33HE 16-1)

Aol A ®e7lstel, st 1-19] 1-[2-(1-ohrite) o d ]-1-3E-3-[3-(4-F 2 ) T = A |97 ©}(3.0 g,
7.3 mmol)¢] - UFEre(24 m) &do] m-FR2IANEAH2.5 g, 15 mol)S 7Fste], whA) agtagith,
NS SEEEF(20 nO)¥ 1N FAFUEF FE(60 m) o2 Zujsigitt. §7152 = (10 nt) 3} 3} 9

€010 mp) o= Agste], 4 Fadviadlgor AxAZlY. gt &g SR AlAASe] &
o) ]

ol ArEs dephd A9 ARviEady R FAGo RN, 14 3HehE 2.92 g(94.20)S A& 7 U

S
i
|
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<1059>

<1060>

<1061>

<1062>

<1063>

<1064>

<1065>

<1066>

<1067>

<1068>

<1069>

<1070>

<1071>

<1072>

<1073>

<1074>

<1075>

<1076>

<1077>

SS=50ol 10-0880698

IR(KBr) : 3346, 2902, 2845, 1622, 1538, 1217, 1178 cm_1
mp - 97.8-127.0C

AA4 17

* 1-[2-(1-oftere) o " 1-1-[2-[N-(2-H| A e &) -N-W| H o}m| = ] S D ]-3-[3- (- F D) Z= D | ¢-H oM 33 E
17-1)

ALoA, NN-THEEFolu=(20 me)ell sH3HE 3-19] frE] @71 1-[2-(1-otrpvte) ol & [-1-(2-m| & o}n]
woE)-3-[3-(4-vg)=Z2 L] o}(1.50 g, 3.76 mmol), EAFZFE(1.56 g, 11.3 mmol), LQLEIJUYEF
(1.69 g, 11.3 mmol)< 7}skar, o]ojA] 2-Z 22 dvEo e 2 (412 pb, 4.51 mmol)E 7}3te], 80CE 7143}
Aok, A wEkgk & oS E3tEo] toldoEl (50 ml), (100 ml)E 71En FEE], doX {5
E(100 me), ¥3 FIFUEF 58050 m) o2 AAGsta, B4 ibvladigor AFxA T =
st IRES At A4 IEnEadfd2 AR, %4 sHeE 552 mg(32.1%) 0] B fdEEA

iz,

(o}

IR(neat) : 3350, 2901, 1643, 1602, 1531 cmf1

Al 18
' 2-[2-(4-F D) otr =] b A EAL N-[2-(1-otehite ) o 2 |-N-H o} =(F3HE 18-1)

HEFOIAELH0.50 g, 3.6 mmol)S FFHEZS|=2F2(20 ml)oll 838k, HA #$17|8F -15TA] myt
3 th. o)A N-WE R =Z4(0.40 ml, 3.6 mmol), FRZEEAO|ARE(0.45 ¢, 3.5 mmol)S 7}stdTh. A%
A FA 1-191 2-(1-otrpte)-N-s o opl A4k (1.0 g, 3.5 mmol) 2] frg] A7 F4 HEZD|==
FeH(20 me) &N "Hojrmgth 0TolA 1.5A17F wHkek & wkgdo] ¥3 BNFALAUEE $84(70 me) 2}
OFHEALNE (70 me)& 7Fste] wulaklth. ol EAYE ST S E(70 m), 23 ASUEF FEH(70 m) o=
AR, 4 b adgo R ARAAY. e $5eA 2-HE R EAR N-[2-(1-oftirted) o d -N-219
o= 1.3 g(AHFA) o] FAERA dofH]

olojA], 2-B E2HoPH EA N-[2-(1-oltttd ) o & ]-N-ddo}ln =(1.3 g, 3.5 mmol)E F N, N-TjHd EE o}
=(30 me)ol |3NA7)3, EAFE(1.5 g, 11 mmol), L2E=3HWE(1.6 g, 11 mmol), 4-(2-o}u|x=oa)m gy
(0.43 g, 3.5 mmol)& 7}ske], 9 75ColA WAl wyksiich. wh-g-Ho] =(100 mé), Tl ElEHZ(100 ml)E
7hete] Eulstal, tlolHolEHl 2% (70 m) 2 23], X3} ASUEF FE89(120 m) o= 13] MA, 5
bl avgoR AZRAZY. A sF5ste], Auybd Ad A=etEadgR gAsa 24 I5HE 0.6
g(40%) 0] FAEZA doH ).

IR(neat) © 3312, 2902, 2846, 1651, 1602, 1454 cm

AAe 183 ZE& 24 dhe], oate] e 4 5 Al

* 3-IN'-HE-N'-(4-F 2 DrE) Jobu] = Z 29 24} N-[2-(1-o}ch ) o ] -N-HEo}r| = (3 & 18-2)
IR(neat) : 2902, 2846, 1643 cm

* 2-[2-(4-F D) A EA A EAL N-[2-(1-obchate) o D ]-N-A o] =(5HHE 18-3)

IR(neat) © 2002, 2846, 1650, 1602, 1451, 1113 cm

AA4 19

(R)-1-[2-(4-d = B) 2 ]-2- D=2 F A4 N-[2-(1-otete) 2 |-N-d ot = D (3} 19-1)
e

N-t-F-EA 2R G- L-ZE-(1.7 g, 8.0 mmol)S H¥ HEHIE=2FH(20 m)oll &3lste], dA 478
-15ColA uykslg ek, o)A N-wER2Z4(0.90 ml, 8.0 mmol), FEEEo]ARE(1.0 m, 8.0 mmol)S
7z

Z¥etaith. 108 3 S7hA] 1-19) F8 971A(2.0 g, 8.0 mmol)9] T4 HEHS =2F (20 ml) {&NS 587
o Ax WolrmHT}, 0TAA 4587 wwtsl & Heoz HEg whA wikslgol, whS o] ¥ 3 eabpin)
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<1078>

<1079>

<1080>

<1081>

<1082>

<1083>

<1084>

<1085>

<1086>

<1087>

<1088>

<1089>

<1090>

<1091>

<1092>

<1093>

SS=50ol 10-0880698

EF 7EA50 n)F oA EANE (G0 me)& 7hetel Zufsigitt. ofAEAMNE TS 100 AIEEA
me), =(50 me), ¥E3} APIEF 78N (50 mﬂ)oi AAste], F davtadlg s dRARG. 3 E
sto], Ae7bd Ad AzviEadqvz AAska 24 5] R)-1-(t-F5A7tERd)-2-v e drtesd
A N-[2-(T-ottpste ) el D ]-N-d "ol = 1.9 g(52%) 0] =24 dolHtt.

oloj A, (R)-1-(t-F-E5A7IE2Rd)-2-H EZ2 72544 N-[2-(1-olcpute) o |-N-A Lo}l =(1.8 g, 4.0
mmol)ell W WB3le] 4 N 3l54/T)22H20 me, 81 mmol)ES 713t & Aoz wEg 1.54F wykstdct. 7+t
532 (R)-2-F] E 972544 N-[2-(1-olchwta)dd [-N-gdolrn = Ak 1.5 g(d=Z4)e] 748 1

A dojHt.

ololA, (R)-2-HZU7F=2 54 N-[2-(1-olthvte) o ]-N-sdolr| = 94k (1.4 g, 3.7 mmol)S 7
N.N-tH e EEo}r| = (40 ml)o] &3A7]2, SAFLFE(2.6 g, 19 mmol), Q=3 E(1.7 g, 11 mmol), 4-(2-
F2289)9gd949(0.70 g, 3.7 mmol)S 713 F 9L 80T WA muragith. whg-dlo] 2 N AshY
Ef FEH(70 m), HoEHE(70 m)E 7tete] @Ewjstal, teldeHEaES %(70 m), *3 FGIVEF
FEAT0 m)ox AAFste], ¢ Ghmtadlgos AxAZT. S sFete], dgsbA A9 A=2ntEad
9= AR 27 sFE 0.80 g(47%)0] FAERA Fojitt.

TR(neat) : 2902, 2846, 1644 cm

20,

[a]l D : -48.1° (MeOH, C1.0)

o
BN

AN 199 2 25 3k, olste] IFES IS F UL
* (9)-1-[2-(4-F ) d]-2-F EYHFI 2 E AL N-[2-(1-o}t}ute ) |-N-Ho}u] = I (FFHE 19-2)
R(neat) : 2902, 2846, 1644, 1601 cm

20

[al p : +41.6° (MeOH, C1.0)
A 20
* 1-[2-(1-o}optE) @ ]-1-[2-(N-d Eo}u| =) o & ]-3-[3-(4-H 2| D) == F | ¢ o} (3 FE 20-1)

A2 BINFANA, 23] LTI (890 ng, 23.5 mmol)% 4 Tlel el Hl=(10 no)ol BEAA, Wistel
A awrstEa SR 1-1039] 1-[2-(ohA Robv] i) 8 |-1-[2-(1-obherel) o 8 ]-3-[3-(4-31 2 &) L2 7 | 4]
oh(4.86 g, 11.4 mol)] 74 €S =ZFEHE0 nd) %@1% A7) AA Wojmela, eow HEY 70
ARE sakelth, skl ) ohAEANCID (25 ) S Ahekn b 1 N FASIER 589025 n) & Thalel,

AgtolE oatg BEE&ES AASIT. JHAqE oA EANE (25 m), (25 m)2 Eajsle, 1 §15S ¥
3l AUEF FE8N(20 m) o2 AAFIGT. 4 Evladigor AXAN F, SuE A 57 AlASEA
ARES AuytA 29 a=eteaddgz gAsa, #134 38E(2.33 g, 74 44, 49.80)8 E& &
AT}

IR(KBr) : 3309, 2901, 2845, 1615, 1534 cm .

mp : 96.8-104.9C

A A4 21

* -(4-FEdvE g ol =) X 2924 N-[2-(1-o}uhgtE ) E |-N-AE o}m| = (3 E 23-1)
3-(t-F-EAFtER ol ) T2 9] 22H(1.0 g, 5.3 mmol)S FF HEGS|=2FS(15 )l &3jA7) 1 N-HE

REZY(0.6 m¢, 5.5 mmol)E 7}8FaL 15T nwtsle], FRR2ebalo] AR E (0.7 m, 5.4 mmol)S 7138t}
olojA]l FZHA|l 1-19] 2-(1-ofthvte)-N-se ool g 4tA(1.5 g, 5.3 mmol) 9] & VAU 5 HEZ|=
ZFE(15 ml) &S -18TlA 7hskltt. 0TelA 1.5413F wukgk & opA| EATOE (100 me) B 23} ek
AUEF FEA(100 m)S 7tate] Erjatdnt. 10% A EEAF £84(100 me), E(100 ml), E3} JJVEF
|A(100 m) o2 AR AAste F vl adlgoz AxAIZY. e sFete] AgtA HddY a=2v)
Eafa2 AGAeAt 3-(t-F-EAFFE R ol ) Z 23] 24 N-[2-(1-o}chgte ol el -N-glEolu] = 1.9 g(85%)

>

-2
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<1094>

<1095>

<1096>

<1097>

<1098>

<1099>

<1100>

<1101>

<1102>

<1103>

<1104>

<1105>

<1106>

<1107>

<1108>

<1109>

<1110>

<1111>

SS=50ol 10-0880698

o] =R dolH.

3-(t-F-EA 7t 2R ot ie) T2 9 24 N-[2-(1-otrpnte) ol e ]-N-dldotrn| =(1.9 g, 4.4 mmol)ol *ds}ellA
4.0 N f8b52/1,4-H 550 §(22 ml, 88 mmol)S 7Heh F-, Ao HEd AR 158 wiksgivh. At &
oAk HA4=Q A 1.4 g(89%)& D& 7 U, oAl 1 N FASPHEF 84 (80 ml)& 7Iste] F=
EXE80 m) o FEIHY. SRREIFTS X3 HUEF FENB0 m) o2 AAstaL, F kv
e ol&ste] A=A, A w5 3-otvmEz 224l N-[2-(1-otpste) o |-N-ddoelr =7} 4=

2 doH ).

3-ojn| =z 2924 N-[2-(1-o}chare) o e ]-N-HAEoln=(1.3 g, 3.9 mmol)E FF HEZHS=ZFZH(10 ml)ol
Lall5te], Wyt wRkskit). oAl 4-F U2 EHAILH B =(0.42 ml, 4.3 mmol)E 7FeF - oA 34]
ZF adkslinl, At TSR 14 sghE 1.7 g(FHH) o] fFAERA Aot

Z

IR(neat) : 2901, 1713, 1644, 1454 cm |
Ao 22
* 3-(4-H g drgopn] =) T2 24k N-[2-(1-olThte) o d]-N-A Dol =(FFE 22-1)

33HE 21-19] 3-(4-v g g dloln] ) 2 u] 24k N-[2-(1-olthvte) o & ]-N-dEdolm =(1.6 g, 3.9 mmol)
= wﬂ%% of &allste], FulEe] 10% A FekES 718k 1719 Faskel 7TAZE Ao wiksieith. 10%
gy ZEEs oA AAS F, Ay sFse AYgbd 29 azetEada 2 ZAs 13 8gE 0.58
g(36%) 0] Fd=E=A Aot}

IR(neat) : 3313, 2902, 2846, 1636, 1451 cm
A4 23
* 1-[2-(1-ofetd) e ]-3-[3-[4-(2-Alob) M2 B | =2 h |-1-AE - oH (B3} & 23-1)

AL AL F971eke A, stEE 16-19] 4-[3-[3-[2-(1-oltrte)od |-3-AE S-tol e 2= | g N-ZA}o]
(1.0 g, 2.3 mmol) 9] F<F oA EUEZ(1.5 ml) &N AdsEHEANAU(1.2 m¢, 9.4 mmol)F} Eg]o]&o}
91(0.65 me, 4.7 mmol)< 7hate], whAl 71D BFRSIGTE. WS FREEXE(40 m0) X3} B AUYER
F&A40 ) o2 FEitt. f715S 3t ASUER FEH (10 m) o2 AFst, F inlavlaos
AZNZT. Zgstel &mE S/ AAst] o IAFES HolaZ2HoH 2R AAES oFf FHFOLEHN,
4 33E 730 mg(73.0%)& & 4 AU,

IR(KBr) : 3334, 2900, 2845, 2234, 1621, 1534 cmf1

mp @ 112.0-123.0C

A 24
* 1-[2-(1-obate) o 2 [-3-[3-[4-(2-o =d @) H g d | 22 D |- 1-A LD ¢ oM (B E 24-1)

AE A E7Iskel A, SHFE 23-19) 1-[2-(1-obaphe) ol | ]-3-[3-[4-(2-Aloh) v 2 | 2 21 |- 1-A E $-2]
©}(0.20 g, 0.46 mmol)2] W¥HS(2.0 m) &ho ZvjaFe] 10% THA %E} S b8, A E917]Ekel A

A wukEtTh, S AglolE of3sl & 7ielalel] LujE Z=F A AGY], dojA FHFES oo
(50 me)sk =(50 mb)Z THHo}OﬂD} ool 2 N FASER £80(10 n)& 7FeE =, &t E o 2(50
)& =Zskdn). 8e 5= %3 Oéﬁwr FFEA(10 M) o2 AAste], F %wu}m]ﬁgi AxA]
Atk st 8 ZF AASIe] dolx AFES tolaxzdogERr AAS o3} FHIToEN, HA
3}3HE 151 mg(74.4%) S 4& & AT,

>4

IR(KBr) : 3346, 2901, 2845, 1621, 1538 e
mp @ 88.0-95.0C

AAo 25
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<1112>

<1113>

<1114>

<1115>

<1116>

<1117>

<1118>

<1119>

<1120>

<1121>

<1122>

<1123>

<1124>

<1125>

<1126>

<1127>

<1128>

<1129>

<1130>

SS=50dl 10-0880698

Y 1-[2-(1-obte) o 2 [-3-[3-[4-(2-7t2 5 A V2 | 22D |-1-A D $-H o (3 & 25-1)

A2 A, FgE 23-19] 1-[2-(1-olrtE) o |-3-[3-[4-(2-Alo}h) T B D | Z 2 D |-1-FE §-2o}(0.20 g,
0.46 mmol)ol 6 N GAH(1.5 me, 9.2 mmol)& 7}8le], WA 71 gFatsinl. wkso gy 7etslo] &ns
25 AAGY, olHECR ARS o FHYT. FRIZEEMO n)ol LA, 240 m)F ¥ dsht
EfF 78910 m)oz AAseitt. f715S 75 btaddes fdx 1 7131, ZHekstel &ulE S/ AA
soza, B3 3FgE 132 mg(63.00)S IS 5 AAG.

IR(KBr) : 3326, 2905, 2848, 1704, 1621, 1539 cm_1
mp : 130C
A A4 26

* 1-[2-(1-obrhre) ol 2 ]-3-[3-[4-(2-3| =SA D) d D | 22 F |- 1-AE - H oS FE 26-1)

A 917] WdstelA, s3tE 25-19 1-[2-(1-ofrhwte) ol & ]-3-[3-[4-(2-7t2 A A d | 22 d |-1-HE 5
Hoh0.10 g, 0.22 mmol)] ¥4 BHIEHS=EFZ(0.7 nl) |Ad), B-gEGs|=g2F 24 1.0 M HEZ
S|E2 T &H(0.66 me, 0.66 mmol)S 7Fstal, A-LolA 4.5A2F ugtkalgict. Wygate] whgdel E(3 ml)&
7kt -, obAEARE(15 m)H 0.1% RS EF &N (10 m) o2 wujskdltt. §715S X3t ASUEF
FEN(10 m) o2 MAst, F4 Famtadlgo s AxA Y. sl &ulE S/ AlAsSke], doj
FEs A7 29 AZvEIYS R AT 14 HEQ] B 29 53 mgs FAEEA AU

IR(neat) : 3342, 2904, 1630, 1531 cm |
A Ao 27
* 1-[2-(1-olutE) o e 1-3-[3-[4-(2-H ) gD | =2 H |- 1-AL - o} (FFE 27-1)

AedA, SEE 26-19  1-[2-(1-otehtE) e € ]-3-[3-[4-(2-3| =5 A v E) F 2] | 2 2 2 ]-1- " -8 oH(50
mg, 0.11 mmol)e} Egjeeo}l(20 w, 0.13 mmol)e] F ﬂ%iiﬂ%ﬂﬂ)ﬂ)ﬁﬂﬂ A3} p-EFALYd
(23 mg, 0.12 mmol)S& 7}3}e] A2oA WA nukaheich, Hkg-dls 7 09 m)¥ E(10 m)E Hujste],
F715S 55 FAtavg R Ax:AZY. et SWE SR Xﬂﬂo}oﬂ, dojzl AHRES A7 A

JzvtEadd 2 FASAT. ARl p-EFddEd Xﬂ«] HERE(1 me) &Holl HieFel 109 @A ZetES
7¥ste], i ESA7IstelA] 7URE wRkgro w4 ShhE 18 mg(38%) S FFEEA AU

[R(neat) @ 3345, 2903, 2847, 1624, 1534 e
AR 28

* 1-[2-(1-obrhre) o E ]-1-(2-opv] = E)-3-[3-(4-F F ) T2 L | ¢-H oK (S FE 28-1)

Wustel A, g3HE 1-1039] 1-[2-(ofA ol ) o & [-1-[2-(1-o}upvte ) o & |-3-[3-(4-F 2] D) Z =2 F | - o}
(1.02 g, 2.39 mmol)2] W&rE(10 ml) &qo] 6 N G415 me)E 718k A 90ColA 3U37F 719, awk
o WFEHE 1N FASUER FEH(10 M2 F3ste], F2EZXE(0 m), E(10 m)S 7Fshe] Eof

=

O 715 £3 GHUEF FEAG0 )02 AFHL, T4 PG R AN F, §04E
2 AASRGY. AFES ded AW AzvheadyE A, B4 SFE 200 ng2l.76)0] £

iz},

==

Mg oy ob o
f =2 ¥@ 3@

IR(neat) © 3306, 2002, 2846, 1629, 1605, 1537, 753 cm |
Al 29
* 4-[2-[N-[2-(1-opatR) o |-N-AD 2 R dw SA] [ FA] |9 g D N-SALo| =(3HHE 29-1)

Huyste], O ZHEF 201 =(0.31 ml, 2.6 mmol)$ EFEo}R1(0.70 mé, 5.1 mmol)d T tFZ =g
(6 me) e, FIHA 1-19] 2-(1-otrpre )-N-gdodotrl G4kd(0.50 g, 1.7 mmol)S& 7hsho], A2elA o
Al ke, ghgle] HIgkE (5 m)S 7heke] 3AIZE wnkEkelth. 7Hetstel §WiE FRH AIAS -, oM ELL
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<1131>

<1132>

<1133>

<1134>

<1135>

<1136>

<1137>

<1138>

<1139>

<1140>

<1141>

<1142>

<1143>

<1144>

<1145>

<1146>

SS=50ol 10-0880698

T

ey =(Z 156 m)= Euistal, F715S ¥3F ASHEF FE&AG m)oE Ak, F4 vk ge
= AxAZG. Aststel &ulE SF AAG, Pl IRES Heyhd Ad AaRvtEIguE ZAgtew
A 2-m| S AT E B w| E A ob A EAR N-[2-(1-ofrhitel) o d |-1-3E ol = 0.39 g(60%) S FadE=A At

3}
o]

olo} A, Wlslo| A, N-[2-(1-o}t}utel) o el ]-1-MEo}u] =(0.37 g, 0.96 mmol)] WEFS(3 ml) &N, 23}
BAYEF(0.18 g, 4.8 mmol)& 7hete], A-ZolA whA aRkelgivh. REgHoll E(10 ml)S 7haeke] 104 wwkgh
., =(20 m0) 3 oFMEANE (30 ml)E 7hete] EHisiith. f715S X3 ASUHER FE&A(10 m) o= AA
sto], ¥4 bl o AxRAZY. st &vlE S/ AASH, dojxl JRES A A9 A
2rteadg 2 GAFo A 2-(2-3| EF A EA) oA EAL N-[2-(1-o}tite) o & ]-1-FEolu| = 74 mg(22%)
S FAEEA AT,

oo} A, AZoA, 2-(2-3|EFA|FA) A EAL N-[2-(1-o}rhvte) o & |-1-FE o}n| =(60 mg, 0.17 mmol)<]
N N-THE EE0ln]=(0.4 ml) &Holl, 4-UEZT Y N-SAF]=(24 mg, 0.17 mmol) <} €H2FZHE(28 mg, 0.20
mmol)& 7Fate], 60ColA 29 wwkalgith, whgalo 2 By zigkslo] fujE F5H A|ASI, 9o FHFES
A7t A9 A=rtEadgel o AAFoEM xF FFE 39 ngs: FAERA AT

1H—NMR(4OOMHZ, CDCl3) & 0.87-0.93(m, 3H), 1.20-1.40(m, 6H), 1.47-1.60(m, 8H), 1.61-1.67(m, 3H), 1.68-

1.76(m, 3H), 1.97(brs, 3H), 3.10-3.19(m, 2H), 3.25-3.36(m, 2H), 3.94-3.98(m, 2H), 4.20-4.27(m, 4H),
6.81-6.86(m, 2H), 8.10-8.15(m, 2H)

AAle] 30
' 2-[2-(4-FH LD G A oA FA| | FA EAIN-[2-(1-o} e ) o & | -N-H D o}r| (3} 30-1)

A #97] A2odA, 3E 29-19] 4-[2-[N-[2-(1-o}t}vte) o D |-N-HEL 7 2R | S A Jol| SA] | F 2] N-5
AFo]=(39 mg, 0.088 mmol)9} F4= o} EAH20 ul, 0.18 mmol)] eh2(0.4 ml)¥ o}FAEAH0.1 m)e] EF
|, Fujgke] 10% vt FEkES 7helal, 4 F9718F 493 watelivl. AlgolE o3 & whg-of
ZHE st A fulE AASY, oM EAME (20 ml) I X3 EAFAYEF FEH(20 m) o2 EHF

. f71%5S 3 QIVER FEHA(10 m) o2 AAStY, T Fanladlgo R AZRAZT. &9 FH A
Aell oz dojxl FRES A7 Ad azetEagvd ofs) FAFoRA 1% FE 16 mg(42%) S 7

IR(neat) : 2903, 1651, 1592 cm

AAle 31
* 1-[2-(1-o}opaE) o e ]-3-[3-& 4-3-(4- g D) =2 g |-1-dE ¢ ol (FFE 31-1)

Wuslel A, 33HE 14-19] 1-[2-(1-ote}nte) o & ]-3-[3-3] =EA]-3-(4-T 2| D) T2 H |- 1-WE £ o}(100 mg,
0.234 mmol)9] ¥4 TZERHE(2 m) A 1,1,1-EFolEA-1,1-TsE=2-1,2-1=2Q 9 =&-3(1H)-&
(221 mg, 0.520 mmol)& 7tale], Aoz HEZ 1A wRksGith. oAl WYtz sto], ofAE4l € (10
0), ¥3} ofFAUVEF FEAG m), X3 SNFAUEF F&9(5 m)S 71ke] 15837 wHkakgit), wkgol
OFAEAFIE (50 me), B(10 m) 2 FHjste], §715S X3 ol UEF F8A(5 m), X3 ey E
FEAG m), T3 FIUEF FEA(25 m)o Fo2 AAINNY. F715E T Ao R Ax
71

a
[€)
A 5, S A =7 AASA, £4 shgr=o] 87.3 mg(87.8%) 74 AAow dojHrt.

=

KeN
=
sl

>

IR(KBr) : 3328, 2901, 2847, 1710, 1619, 1540 cm |

mp : 103.5-104.0°C

[C] Al A<l

B g A7A 2 FAARA Y AubgQ AA S o]tel e
1) AAl

A 1(100 mg )
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<1147>

<1148>

<1149>

<1150>

<1151>

<1152>

<1153>

<1154>

<1155>

<1156>

<1157>

<1158>

<1159>

<1160>

<l161>

<1162>

<1163>

<1164>

<1165>

<1166>

<1167>

<1168>

<1169>

<1170>

<1171>

<1172>

<1173>

<1174>

<1175>

<1176>

SS=50dl 10-0880698

2 setE 1 mg
o)

X3 66.4 mg
54 AR 20 mg

FtEEAME A EZ AT 6 mg
SRR PPN 4 ng

0.6 mg

I~

H
AAe, ZRBA(AAY, F=eFAZTZAYYAERT A vjgEE AgE
g3to] IYale], et ZHE AAES devhelste] Aol AAl=
=

(¢}
Fo A wRgoRA, A5k AN 2L F 9

H 3lslE

H33E 10~100 mg
ol s E =

A ER 90 mg
TS E Bk

o A

A e

e AgAS =2

e k=] ERHIE Adsl wAT R, dite FAAE 4SS

Tsuji 59 WH[Inflamm. res. 46(1997) 193-198] F=3&lo], X ZAFEElo]=(LPS) AF=rol 93] ofr|#
TINF-a o] Aatell tigt A axE AW Adoz2 AES A,

Alg FERA AT F 200 g, 8% AFo 4R HNEAT 57 E AFESIGITE. AR dEiol A
2 AF 9% f3a5te] LPS £9(1 mg/m)S ZASGT. 4 97 EAS 1% HEAZRA S8
= ddsHA dgste, 9 Bd 2ANE AT

P Eo wuleto] A7) LPS €99(0.5 ml/kg)S Fo&lgtt. LPS Fol =
mg/kg =X 3 mg/kgS XIS AT FoIdkth. LPS Fof 2417 & MR A APt o]AES 4
_c, 3000 rpme 2 10E3F A4 B, ol dF Fo NF-a#l¥S PE INF-a 5ol ELISA 7/|EZ FH
AT, W, LPS-H|FF (R A= B Fo TNF-a 2 Aito] B2 X Fgtr),

7 Z29 INF-a 9 it JAEL 3719 Ao o3 +3 ).

AAE (%) = [(A-B)/A] <100

Freieke LPS
Aol g3 =

A, 973 24 z2ANIE B4 10

-

o Jz I\
e
=
o
o

ST

A9z BA uRTY 3 Fof INF-a#d
B: 93 B4 Fo7 ¥4 9 INF-a#H
(43)

93 =210 mg/kg £ 3 mg/kg)S WEAA AT FAHUES W] INF-a o] A AA&(0)S AET W, 2



10-0880698

s==4

A& (%)

86.7

67.6
93.7
91.1
78.1
79.4
79.0
87.9
95.1
94.1

91.5

51.8

50.5

71.5

50.8

EER]

3}eHE 1-42

S}3HE 1-43
3ItE 1-44
SHgHE 1-45
39S 1-55
813 E 1-66
3}3H2 1-68
SIS 1-70
3h3tE 1-120
3¢S 1-139

By
froas

2y

By
ol

o

By
froas

2y

By
ol

=)

3}eHE 11-1

20] 747} Lhehuint.

A& (%)

92.1

78.9
60.0
87.0
95.8
89.0
95.5
81.3
90.4
92.6

62.4

70.8

82.5

84.3

92.3

alil
!
2y

Ay
oX

ey

3EHE 1-28
3lshE 1-31

3}EHE 1-26
ahetE 1-27

e 1-24
3}shE 1-25

3EHE 1-20
3}ehE 1-22

3}3kE 1-18

3}etE 1-32

3}stE 1-34

3}etE 1-35

3}3tE 1-37

3}gtE 1-38

3 mg/kg AT FoIA19 Wi

<1177>

¥ 2
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