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7.378 (m; 2H; 7220 —28BL06 5 J

5. 5-0rthe = 8. 4Hz ; J 1a=1. 3Hz} ;7
264 {m; 2H; 7220 —38BXU5; J
2.3-0rthe =8. AHzZ ; Js 4 61100 =7. 2ZH
z) ;7. 002 (m; 1H; 7z20b—4; J,.0.=

1. 3HZ;J3,4—0rthO =7. 2HZ) ,6 294
(s;1H;NH) ; 3. 274(t;4H;ﬁ7%w
_1 JCHZCHZ 7 4HZ) 605(tt,4

H:; x7F0—2; Jenscns=7-.- 4Hz) ;1. 29
4 (m; 20H:AZ7FN 37 Jopsems=6. 3
Hz) ;0. 882 (t; 6H; A7+1—-8;J
cuzens=6. 3HzZ) ppm,
[0030)® Iz, HvwigED]l Tmo 1% THEO0.
232 D7 2 NVREBIUVHW-ED L Tmoe 1] T
HBH0. 41g DYAZFNT I HERSNE,
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T ZRRBIUSA I FILT I XL O HRTH
LWEHTIcE 2 0oL L T T 5, 7o 7%
FEDRICERIORIZESIP LY | HF % K20
FYINAPLRIETIC6 5 CTERITF L TRENE .
7w DIVEBRPEEMICAETHDELT R, N—7
22V —N" | N =7 FLREEBIV A7 F11
TEUEZRIERTACDC 1, KNA, T s
L ZVEFEEZFELELUTFERD 'H-NMRANS
NEeWE, YAPFAT I EELAN—T7 n 2l —
N’ , N =¥ A7 FIRRED@= DS, 24
Z2FNTE2yD—N—CH, 7 bricka{E5 (2.
7oppm) BXUELAN—-7zZ2—N , N —
VA FNVREROGEE (3. 28ppm) FRESTAL
L2k -»Tdsins, ZhroinlbEhsEEsn5,
(0031]) FEHl1l alz, KIBRTD7 = ZIFH=
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(A) & 7FNT 22 (B) OELBOHRETD 2L 1 509%I2iT) . Rl alorLz iz oFETH
ALs (C) 2HFATHET 5, ZOHBERMADSEE Y (AR

#£1la

A{mol 1) B{mol 1) C (1545%) (%)
0.1 0.1 41. 5
0. 2 0. 2 44. 6
1.0 1.0 56. 0

il 1 bizsWT, CERIGHTA L B DML D) BT ). mRER]L bITRLA
A LTAEL 2. ZOFBERMADGEIZL 1 59

#1lb
A{(mol 1) B{mol 1) A:B C (155t) (%)
0.1 0.1 1:1 141. 5
0.1 0.2 1:2 40. 4
0.1 0.5 1:5 56. 0
0.1 1.0 1:10 73. 3
0.2 0.2 1:1 14. 6
0.2 0.4 1:2 55. 3
0.7 0.5 14:10 44, 2
0.7 1.0 7:10 59. 6
Kl 1 cleBWT . CEERL LRGN (t) o clRLI A1
2. KB A Y BRI ARV THEL . &1
%1b
A{mol 1) B{mol 1) t () C (%)
0.1 0.1 5 12. 9
0.1 0.1 10 28. 1
0.1 0.1 15 41. 5
0.1 0.1 20 149. 1
0.1 0.1 25 58. 9
0.1 0.1 30 68. 6
0.1 0.1 40 75. 6
0.1 0.1 60 83. 3
FEhEF 1 dicBWT . CEZODEL L RIGEE (T) BEZANAN0. 2mo | /1 THEL ., #1 diow
TRIL BRI (t) o, BRI R o) H7H] L% 157
£1d
t (&) T (C) b (%)
3 120 1.6
130 11. 7
13 120 8.9
130 29. 4
23 120 16. 6
130 42.1
313 120 22.7
130 A47. 2
43 120 29.3
130 53. 9
i 2 (0032) 'H-NMR (200MHz ; DMSO ;
EfH 1 2SR L S ISAT I, 7 2 A EEO D TMS) : 7. 944 {s; 1H; NH} ;7. 305
DIZ4 —AbFI 722V REFEH G, N— (4— X1+ BIU6., 780 (m;;HA2H; AMFL 7220
¥ 7z2J) =N, N =V FiLRESEL, 2,3, 5Bkf6;J,.,, =0. 9Hz) ;3. 6

3 0 tEDEALERIIN6 0F THS. 81 (s;3H; AFFI—CH; ) ;3. 223



(t;AH; A7F0—1; Jepaeem=7. 2HzZ) ;
1. 462 (m; AH; F27FL—2 5 Jepaen=7 -
2Hz) ;1. 236 (m; ZOH; A7FL—3—
T Jdegeens=6. 4Hz) ;0. 838 (t;6H;
F7FN—8; Jensenz=6. 4Hz) ppm,
[0033] EHhtf 3

EREH 1 S FERRICAT . YA FLT I ah iz
PEFNTEVEZLT 7 2 2VRENLY I an
72 ZUREEHW, N— (4—7no7220) —

N, N —YVIFLFEFEEES.
[0034] 'H-NMR (200MH=z ; CDC

lg ; TMS) : 7. 336BX007. 198 (m; &
R2H,; 7x200—2, 3, BEBISG6 ; T, =
9. 0Hz) ;6. 473 (s; 1H;NH) ;3. 3
44 (q;4H; ZFN0—1 ;5 Jojacps=7. OH
zy) ;1. 191 (t;6H;ZFV—2; Joascns
=7. 0Hz) ppm,

[0035] EhEpl4

L 1 L EERICAT 4. 7 2 REORDDIC4A —
77z JURFEEHG, N— (4—-7v07 =
V) =N, N =¥V 7FIVEFEESL, 3 005D
AR 2 0% THA,

[0036] '!H-NMR (2Z00MHz ;DMSO;
TMS) :8. 231 (s; 1H;NH) ;7. 477
BXU7. 235 (m; %% 2H; 700721 —
2,3, BHELUG; T, =8. 9OHz) ;3. 2
44 (4 ;40 FA2FN0—1; Joyoe: =7 2H
z);1.459 (m;4H;A7F0 -2 Jenaem
=7.2Hz} ;1. 226 (m; 20H; A7+ —
3—7: Jepecnz=6. 4Hz) ;0. 830 (t ;6
H: 42910 —8; Jemens=6. 4Hz) ppm,
[0037] FhtEflb

1. 368 @7 =2JURFE (1 0mmo 1) BLUO.
73g OFE=7FN72»(10mmec 1) #50m1
DXL HTHLWERFTCER LA s gl 2
DERIZLTEL 72272 AL LTRSS, 3040
#&IZH 5 0% DEALFED . RAERMEELAZ 20z
ERIN, FLTRIGEHEL | ##5 XURRIEE=
TINT I ERIETICERREL L URENE 70
DRIV AICHS, (e TN—7 22— N —§=7%
IWIRFERS ., —F . RRIGD 7 = ZIVERFES Lk
LZLTFRHSNG, ZO7 amRiL AERE 25U
L#LUTHREWE LS /— - THASS L T, ZE5L
Tefpo =7 FILIREEREL.

[0D38] 0. 90g ON— 7=z — N’ —8B=7
FiVhRz (Bl 4 7% ) #EEMIC1 0 0% Ol
ThHb.

IH-NMR (200MHz ; DMSO ; TMS) :
8. 205 (s;1H;7=zZJ—NH) ;7. 343
(m; 2H; 7220 — 2B X6 ; Jy. 5-0rthe =

(7)

FRF5—194360

8. OHz ; Jye:a=1. 1Hz) ;7. 185 {m;
2H; 7220—38L0°5 5 Jy 5o0rthe =8. OH
Z; J3, 4 0rthe =7- 3Hz) ;6. 847 (m; 1
H; 7z20—4 ; Jueta=1. 1HZ ; J3 cortho
=7.3Hz) ;5. 965 (s ; 1H; B=7+)—
NH) ;1. 280 (s ; OH; #8=79/I —-CH; )
PPIm,

[0039]) Fiz, WcHW:ED5 2mo 1% TH
50. 38g DTFAT I BLURANCHWZENS
3mo 1% THBHEO. 72z D7 2 ZNERDVEINS
5,

Ehitiff 6

SEHEF 1 & [ERRICAT 55, VA2 FATErafth 0z
AP IFINTECEEFEHLT. N— 7220 —N" —
AP FFLNIREEY RS,

[0040])] 'H-NMR {200MHz ; UL —

d5; TMS) : 9. 259 (s ; 1H; 7x2—N
H) ;7. 913 (m; 2H; 7221 2BXLU6 ;
J9 3-0rthe =7- BHz ; Jta=1. 1HzZ) ;
7. 328 (m; 2H; 7=2200—3BLU5;J

9, 8-0rtho — (- PHZ 3 Jg 4 grene =7. 3H
z) ;7. 000 (m; 1H; 7z220b—4; J0a=
1. 1Hz ; Js 4-ortne =7- 3Hz) ;6. 564
(Lt 1H; A7 F N —NH; Jeguuy =6. OH
z) 13,466 (dt; 2H; F7¥5Fen—-1;J
casg =6. OHz 5 Jegsen:=6. 9Hz) ;1. 5
57 (tt; 2H; AZFFLN—2 5 Jepucr =6
9Hz) ;1. 274 (m; 30H; A7¥Fv—3
— 17 Jempeqa=6. 1Hz) ;0. 873 (t;3
H:A2%F2N—18; Jepeeqs=6. 1Hz) pp
m,

(004 1] Ehffl7

S0 RNl T e ke B LI e Ay =3/ T w0 N e B
ALHRST 2 2VRREMFHLE LTE=7F1T7T 3
Db ZZFNT I 2EAL  N— (4 —A X

Tzl =N —ZFIIREERES.
(0042] 'H-NMR (2Z00MHz ; CDC

l, ;TMS) : 7. 646 (s 1H; 7x=J—N
H) ;7. 108BXtre. 732 (m;&%%2H; 7
222, 3, 5BJU6; T =8. 9H
z) ;5. 807 (t;1H;#V—NH; Jeiaun
=5.1Hz) ;3. 710 (s ;3H; Arx2-C
Hy ) ;3. 150 (dgq; 2H; 21— 1;J
ciang =5. 1HzZ 5 Jeugeps=7. 2Hz) ;1. 0
29 (Lt 3H; ZFNV— 2 Jepeens=7. 2Hz)
pprm,

(004 3] EiERs

EhEfF 5 & FRRIZIT S 2. 7 2 UEREORH O (4
=N, N=¥VXFNT I /) =7 22 IREEERLZ
LTE=7FNTIDNbz7nel 7T Iy &28A




LoN—(4— (N, N-YVXFNTI/) -7z
V) N —7RtiFEE {55,

[0044] 'H-NMR (2Z00MH=z ; CDC

le ; TMS) : 7. 251 (s; 1H; 7==/1—N
H) ;7. 105 (m; 2H; 7220281056 ;
Jortne =8. 9Hz) ;6. 627 (m; 2H; 7=x
ZN—3BEE5; J.., =8. OHz) ;5. 56
6 (t;1H;7REL—NH: Jeuuy —=5. 6H
z) ;3. 082 (dt; ZH;7ymENr—1;J
cgagg =2. 6HZ ; Jegaenz=7. 2Hz) ;2. 8
64 {(s;6H; ¥YAFNL73I/—-CH, ) ;1. 42
O (ta;2H; 79l —2; Jenzenz=Jcnzcne =
7. 2H=z) ;0. 836 (t;3H; 7’mEiN—3;
Jenzcnz=7. 2Hz) ppm,

(0045] EiEF9
EhEF 8 X BRI 2. a7 v aflb iz
VITRELTIEEHL, N— (4— (N, N—¥X
FNTE/) —7220) N —AV7auiRES
554,

[0046] 'H-NMR (Z00MH=z ; DMSO ;
TMS) :7. 890 (s; 1H; 7=2JL—NH) ;
7.170(m; ZH; 7zZ—28BXU6 ; J
ortho =9. OHz) ;6. 632 (m; 2H; 7==
W—3BXLU'5; Tt =9. OHz) ;5. 780

(d; 1H; AY7OEL—NH: Jopuu=7. 6H
z) ;3. 728 (dse; 1H; A Y7ol —C
H; Jeyun=7. 6HZ ; Jeyeps =6. 5HzZ )
2. 780 (s; 6H; ¥AXFN7E/—CH; ) ;
1. 065 (d; 6H; fv70E/L—CH; ;J
cizcps=6. BHZ) ppm,

(004 7] FEEH1 0
1. 36g D722 RFE (1 0mmo 1) BLU2.
41g D2, 64y rail7zy >y {14mmo
1) 250m 1 DF L RIZEBFLELTRERL 2P
SMELT S, EL BT REZTEHNAL LTHL. 30
AL 3% DALY, BERMEEL A LI
ERINL.

[0048]) RIGREEYE ZRISHIL . RRIET =22
JVIRERFHERE TS, FlRICENF ZRREL L
TEREME 7R L THERET S, 0. 38¢
DON—=7 22 —N" — ( (2, 6 -4V 70EN)
Tx2)V) —WRE (EEREN 137 ) 2EEMZ100
4 OHETIRS.

[0049]) 'H-NMR (200MHz :DMSO;
TMS) :8. 757 (s; 1H; 7=ZJL—NH) ;
8. 318 (s;1H;DIPP—-NH) ;7. 467
(m; 2H; 7220 —2BX0°6 ; J
2.8-0rtho phenyl— 7+ OHZ ; Joeta phenyr = 1.
OHz) ;7. 243 (m; 2H; 7=20—3BJW
535 dJs 4-0rthe pheny1=7. 3HZ ; J

FRF5—194360

2, 3-0rtho pheny1— /- OHZ) ;6. 914 (m; 1
H; 7z220—4; J3 4-0rtho pheny1— ¢ 3HZ;
Jueta phenyr =1. OHz) ;7. 280 {m; 1
H;DIPP—4; Js 4 -orthe p100=6. 8Hz ) ;
7.166 (m; 2H;DIPP—-3BLf5;J

3, 4-ortho pI2p=60. SHz) ;3. 209 (se; 2
H; AV 70N —CH; Jegeqs =6. 9Hz ;)
1.165 (d;12H; 4Y7REL—CH, ;J
cicis =6. 9Hz) ppm,

(0050] Hiz. BNCHAWZEDS 5L THE 1.
15g DRRIET = ZIVREEB LUBEMICHGWZED S
3mo 1% THE2. 00g D2, 6 -4Vl
TV BPEINERS,

[0051]) &kl 1

EHEFA 1 O EFERIZAT A5, 7 = ZVREFEOMRDNIZ4
—APFL TR DVREFEEELTZ, 6 -S4V TRE
A7) roflbh DN, N—YAFL—1, 47
LT IVEMAL. N (4 A% 722
N) =N — (4— (N, N=¥RAFNLTE/) —7=x
L) —REREEL.

[0052] 'H-NMR {(200MHz ; DMSO ;

TMS) : 8. 323BXX8. 205 (2s;%~x1
H;NH) ;7. 262 (m; 2H; DMAP—-2kEL
61 Toine piea=9. OHzZ) 1 7. 35281
6. 852 (2Zm ;&2 2H; A +FL 7220 —H;
Jortho p=9. 0) ;6. 688 (m; 2H; DMA
P—=3BXUS; Jorino pnpa=9. OHzZ) ;3. 7
06 (s;3H; XF*%L—CHy ) ;2. 819
(s; 6H; ¥AFNTE/—CH; ) ppm,
(0053]) £l 2

EhfF 1 0 L FRIZAT 3. 7 = ZIREEALH DIz
(N, N-¥VRAFI—TE/) T2V RFZFFLT
2, 6-YAvyrnerr)yaoffbdizd-r7an
Tz T IR MEL. N— (4— (N, N=¥X+
NPER/) =722y —N —{(4d—7un7x=
V) REEES,

[0054] 'H-NMR {(200MHz ; DMSO ;

TMS) : 8. 667 (s;1H; 7ou7z=/l—N
H) ;8. 323 (s; 1H;DMAP—-NH} ; 7.
A4A79BIT. 255 (2m; £x22H; 7007«
Zib—2, 3, BBXUG ; Tt c0=8. 9H
z) ;7. 297 (m; 2H; DMAP—-28X 6 ;
Jortte pupa=9. OHz )} ;6. 679 {m; 2H;
DMAP—-3BXUS ; Jopip, pipa=9. 0Hz ) ;
2. 809 (s;6H; ¥AFNLTE/—CH; ) pp
m,

(0055 ] EEF1 3

1. 368 D7x22VREE (1 0mmo 1) BLU0.
Tlg pEQU Y (10mmo 1) #50m1dOxL
L AT L2 LT3 LW T s L s S gy



A, COBRCLTALAT 2T EN 2L LTS,
30 BICEERMZELTWEW ( TH-NMR#BL
UIBEH-NMRTH =y 75 5) . 404 Olp{bsshE
[ F (WA

[0056) RWTHERBLU 7 I 2ETICEEL
FLTHREmE 7 kil b L —BIcFTE BT 2,
HELAN-EQU I ANREL T2 ERL. 7
xS — VRSB T B PRI ER 2 W T
T4,

(00571 1. 1g (HERMEN58% ) HDN—-E@)
PrVREL T LB 0 00OMETELNS,

IH-NMR (2Z00MHz ; CDC1, ;: TMS) :

7.414 (m; 2H; 7220 —-28XU6; J
orthe =8. 1Hz : Jyop.=1. 2Hz) ;7. 22
3(m; 2H; 7220 =385 5 J, 500000 =
8. 1Hz ; Jg 4-0rthe =7. BHZ} ;6. 96
9 {m; 1H; 72204 ; Jyeia=1. 2HZz ; J
5.4-0rthe = 7. BHz) ;6. 543 (s;1H; N
H) ;3. 380 (t:;4H ;¥ -2
5; Jppezs =6. THz) ;1. 860 (tt; 4
H; Enlyy—3BXU4 ;J,,,:s =6. THz)
PPm,

[0058] Wiz, ECHW=ED4 2%8NLY THA
0. 30z OERIEETY YV BIUVRMICHGWED
A2%NE THH0. 578 DRRIGT = /— VRN
FESD,

(0059] HffF1 4

EfH 1 3 LR T I 5. tnldraflbhizel
R EHEHL, N—2LR U L FREer—4-72
U EZGS, 300HOELERIIFISSE THb,
[0060] 'H-NMR (2Z00MHz ;CDC

l, ;TMS) : 7. 342~7. 194 (m; 4H;
TEZ—2, 3, BEBIUG6; T itarthe =8, 2
Hz ; J3 5-0rt0e =7. 3Hz) ;7. 072 (s;
1H; NH) ;7. 062~6. 984 (m; 1H ;7
22 —4 5 Js qo0rtne =8. Z2Hz) ;3. 585

FRF5—194360

(t; 2H; 'KV >—CH; —O; Jenzcn=4.
7Hz) ;3. 366 (1t; 2H; 4R —CH
g =N Jepsenz=4. THz ) ppm,

(0061]) EMF15

1EADZ2, 4 WLy - VRFYLD 2ENOLF
NTErER 2, 4 MVLy - VREEERR UL ICE
LRIl & LT SOl EER L T odL
WIRBRET SNBSS . RIGERETHEL 27 e TR A
AL LTS, 3 00 &8R4 Uo7z (1
H-NMREBLUVBH-NMRTHFzv 7547, K
THRE 7 2 2 WETICEET 5,

[0062] 2, A—E2— (VZFLT I /HILNE
A1) PV VgL RI,

IH-NMR (2Z00MHz ;CDC1l, ; TMS) :

7.605 (d;7=2201—3;J,.,.,—2. 2H
z) ;7.389{(dd; 1H; 7=20—5;J,.;.
=2. 2Hz ; Jopine =8. 2Hz) ;7. 032
(d; 1H; 7=220—6 5 J,p4he =8. 2Hz) ;
6. 371BLU6. 187 (2s;&%%1H; N

H) ;3. 409~3. 292 (2q;%%4H; 2+
V=1 Jeqsena=7. Z2Hz ) ;2. 175 (s; 3
H; FilZ¥»—CH,; ) ;1. 254~1. 157 (2
t;&%6H;, 512 ; Jegicme=7. 2Hz) p
pm,

[0063]) &z, ALLAMKERMZ LIy —
2, 4-VEH. N, N—VZF)IL— LA L2 2,
A-VREFEEIUVZFAT I PN, RIGREDTTREE
RF {¥AN

(0064 ] EhEFll 6

EREFIL 5 ERRIZIT 3B, A— R 7 L= THAR
HEEOLE T 40 CTEMT L, ELLETEZITD
iz, RIGREWRICLTobLoMEL3hi: 2, 4
—ERA- (YILFAT I SANNEAN) — FIVLY
N, N=VZFNINALYy—2, 4=-VEHE. 2, 4
— MLy - VRBE LT FILT S, BPEREMIL
L3Ny,

Ty R R—VODERE

(THRIAE Ny - 2707
F—AFUTEH. Uy, LA T7Ib b
FNAT—2, 151713
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