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2 FAE SAZL ALY Ak Al

_I

ok o] Aok 2AELS S 2 yRdel A il AAd 53 aydola, 3| olEyA i i
T AAd mdHoelr). B wyo] Aof AHEL ol HIe] JoubA E/Ee XEAZAM AHEE
Hodbgol Ak 2AEY FHH= 5WHI] ATEA Ged. I d2s Jo sl oRrHor HiE=
ZgA, AT AA, FAF To] EFgdAG. olE FolA, IFd s F-Hom HEHE LAV}
A sta, Aurt 53 vt se. AxolA, 3 B AA (D)2 Wojx AR &= o, wojx A
2 3E (5)E &3A1717] A &l (1D 2 Ax wolx= (1IDE E3ste Aol ntEa s,

8" 738 B 44 (DS gfsts & (1D7F Aar #ojx (111) Tl f3l=EAY Ee d4o] ez B4t
Hol e At Bt vz s

4 B A4 (DL 7kdd & &u) (I1) Fol €312 = Jv. #3 B 24 (D& vtgd4deA= +3 B 2R
o FHHY F& 2ToMe sldel o8 galE. dF Bof, 7lE = &= 75T oA, 76T o, 77T
o)A}, 78T o], 79T o4, 80T ol4F, 81T o]AF, 82T o4, 83T o], 84T o4, 8T o|4, 8T

C o4, 88T o), 89T |4, Hiz 90T ool F48 4 Ak HFE (59 &F} BH
3, b exe) dae 5We) ARHA etk e§ Hol, £E& 100C o]}, 99T |3k, 98T ol3}, 97T
olal, 96 ola}, 95T olal, 94T ola}, 93T olal, 92T ola}, iz 91T olafolr.

] o wE B 24 (D2 AaL 100 5 9 Ak sAl= 0.01 WA 10 S5, Bk vhE2
SHAIE= 0.05 WA 7.5 S8, Bk o v s A= 0.1 WA 5 S dom dal Fo A3
3

A7) e weh gol, 44 B 44 (D& wdAsle §u (1) Fol gslarh, 8ol vgdals de
AN A F4 BBk, gulel FAM e oW A2pdlol=, Tz A2nvels, WA
o, EdobAd, Udd AubAelE, dolamza  AuAelE, ddd ofrsol=, telixzy
el e, olasFoteat, Selu oql, AR, HA LeolE, olssdord 0F, % o|szzy

, SR ok o=
belsHolEE Rt ol Amudels, medu Aundels, WA Q¥ 2 Eeopeel url v
wAsa, 2o eudeE ¥ Edoldte] ntt § MFAs, olF FoA, ZTzaA A=uiel=
om, Ei 2% oldd xFom A8m 4 Atk 53, ddd szrvol
%, Ex ogd EndolE E Zedd AerdelEs Wl 4F 9/

9 v AE 2 FHE 23, Huh bERAEAE 2.1 S5 olA),

o] deom dx Fo AT, B W] givt dojAe &, &

= 30 F%% ola}, wrh vkt e

Ae 20 T %ﬂﬂ

&l (ID% A3 100 T F whdsl= 0.1 WA 50 T34, Boh vigb4siAls 0.2 A 25 S, B

o} o vFEAS A= 0.5 U] 20 SR oo w oy Fof| ZA s}

&) & 3 B 2A9 &N ntA e AE A

wop upEA s AE Aa wlol4 (11Dl =9 3
il
(
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[0087] SARE S E (FY A 2A)o 34
[0088] sHghe (5) (94 B¥)E PIL 1 (W02007/058338) 2] dAle]l 352¢] 7fAle wgel] whel Alxskivt
[0089] 3stE (5)9 HolH
[0090] N-({2-[4~ (T EFQLZ W EA])-3-0| AL Z ZA A | FAIE-4-L tH &) -2-o| EA | Zofr]| = WA Fogk
1
[0091] H NMR (400 MHz, CDCI3): & = 8.56 (br s, 1H, NH), 8.23 (dd, J = 7.6 Hz, 1.6 Hz, 1H, ArH), 7.66 (s,
1H, ArH), 7.63 (d, J = 2.0 Hz, 1H, ArH), 7.58 (dd, J = 8.4 Hz, 2.0 Hz, 1H, ArH), 7.44-7.39 (m, 1H,
ArH), 7.21 (d, J = 8.0 Hz, 1H, ArH), 7.08-7.04 (m, 1H, ArH), 6.94 (d, J = 8.0 Hz, 1H, ArH), 6.61 (t, J
= 75.2 Hz, 1H, CHF,), 4.68 (sept, J = 6.0 Hz, 1H, CH), 4.62 (d, J = 6.0 Hz, 2H, CHy), 4.17 (q, J =
6.93, 2H, CHy), 1.48 (t, J =7.2 Hz, 3H, CHs), 1.39 (d, J = 5.6 Hz, 6H, 2CHs).
[0092] CuKa A XA& AE35te], 5% 858 (5)9 WA Eo XA w4 34 fes SH0Y. Bo 7+A4
o=%=, 7] 27 dtelA FHE YAk
[0093] =24 A2 - XRD-6000 (Am}= sz # o)A (Shimadzu Corporation))
[0094] A5 27 - W 35.0 kV, AF: 20.0 mA, AEH I X]: 0.0200°
[0095] =19 %12 354 4945 Yehd,
[0096] x1
$7hg @ 39 93
Hx 3 20 d I/11  FuHM B= AR A=
HE {deg) (8) (deg) GHE) GH-E)
i, 4 11.5468 T.65742 108 0.2406 86% 1102%
2 18 23.0348 3.B8799 63 0.3511 544 11211
3 21 25.9597 3.42952 30 0.335% 262 4458
EER DR
L] 26 d I/71 FWEM A AL A=
Wz {deg) () (deg) FHeE) GHeE)
1 5.8157 15.18438 19 0.1860 169 1999
2z 10,2509 8.62243 11 D.2728 93 1422
3 11.1800 7.90788 ] 0.1714 77 1471
4 11.5469 7.65742 100 0.2408 859 1ic21
5 13.2728 6.66548 7 0, 3450 59 1156
& 14.7100 6.01718 4 0.2600 45 759
7 15.1487 5,84380 i¢ 0.2254 a5 1002
8 15.8200 5.59740 1 0.2400 48 79
a9 16.1346 F.4888¢6 ie 0.32827 139 2601
10 17.90431 5.1983¢ 23 0.2738 19% 3262
11 17.4200 5.08673 4 0.38000 39 4]
12 17.7200 5.00128 & 0.2450 5B 8ag
33 18.5686 4,77458 13 0.3293 116 2029
14 19.0800 4,84775 4 0.3600 35 612
15 20.7400 4.2793% 17 0.4300 144 28286
16 21.1400 4.,19927 13 0.4134 115 2014
17 21.4800 4.13358 g 0.2216 74 844
18 22.2423 2.99362 14 0.3008 124 2138
18 23.0346 3.85799 €3 B.35L1 544 11211
20 25.28583 3.51945 10 0.5627 BS 2603
21 25.9597 3.42952 30 0,3355 262 4458
22 26.5000 3.38081 4 Q.2240 35 412
23 26.7020 3.33585 10 0.3040 50 1212
24 27.6400 3.22473 3 Q.2000 26 351
25 28,0070 3.18331 4 0.2740 38 598
26 29.2200 3.05386 5 0.4480 ' 41 855
21 29.4600 3.02952 5 0.1658 46 405
28 31.1971 2.86468 5 G.3408 4& 1047
[0097]
[0098] BEYstAE tag By i, 59 SE (5)9 WAl o] HM F4 AFEHES SHUT. B
o FAAeREE, 7] 24 sl SAHE T3Sl
[0099] =4 A=A - IR Ze|~E A (Prestige)-21 (Avf= AL g o]A)
[0100] A5 27 - A% A5 16, AL 4 en
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[0101] T 2 A A9%E Yk,
[0102] 59 IFE (59 WA B FH AR oFd, A17d, A 2,609 W 14 wE FAHEACH
[0103] Hop FAHe2E, 7] 27 st SHE ST,
[0104] = A= - M-565 (2] (BUCHI))
[0105] s 27 - 3EE (5)Y 9N BES dx BEAF 9o, 2.5 WA 3.5 mm 79 & FAFSAUC. w2~
FAE TR HAAH oz spgdatar, M Buks do mgas A9sigit. $&xog 2nE Bk oF 39
o £E8 F7MA7IAL, 2E7F 53T RIS W, 2RE 29 oF 1T9 £R2 ST oM AEE
skl o
[0106] =4 A3, 3= (5)9 WA B (F3 A AA4)e §8o] & 56 WA 60TYS sttt
[0107] ojef o] 58 79 A AL A= AARORA ARESte], PIL 2 (102014/034958)° 7HA1€l W (53], A
o 1 (1-10): 3HgE 1) 2 PIL 3 (W02017/115780)°l 7AAE o (53], Az AAd 4 (3gE (11))el w
g Azxd 3gE (59 AFES 5 o Ve $U% 5AS =3 s, wEb 58 A A% Aem 13
L=
[0108] #+8 B A4 Ax 1
[0109] 3 A 24 (12 95 9 fFEdged ¥tk FE¥S desta, AHlels (50+£2C)dA 318 Fet B
#sch. AR & " 2 (2A)9 XA B2 34 gu 2 HoH S5 ~FES Ar|ef o] FAH3)
For. = 3% X 28 XA BT IgFE JHS Yeln, = 4 HoH F5 2FEHS Yeldg, §HS T
gk A7) e QlojA "48T"E "72T"E WAt "53T"E "7TTC"E WA S AQstae wiAR &)
o ZAsIT. FHS ok 80 A 84Tel Ao ¥
[0110] %2
$ 713 738 3709 ¥a
HwE 93 20 d I/71  FWEM 2= AR 2%
M3 {deq) (n} {deg) FHEE) @ E)
1 16 21.1479 4.19772 100 0.2253 876 9815
2 2 8.5562 89.24764 82 0.2303 717 8537
3 12 1%.0600 4.65258 50 g.2757 437 5663
$ 932 vy 235
e 20 d I/1L FWHM as AR BE
HE {deg) 19:9 {deg) G2 E) G2 E)
I 9.1600 9.64672 51 0.2200 54 1412
2 9.5562 9.24764 B2 0.2303 717 8537
g 10.3752 #.51941 11 0.2162 99 1244
4 11.58C0 7.63560 3 0.2%34 28 4586
5 11.8351 7.47159 11 0.1837 97 881
6 12,5573 7.04346 22 0.225% 194 2554
P 14.9711 5.91282 g9 (1.2178 83 1024
B 15.6200 5.66862 5 0.2134 42 500
9 15.8818 5.57576 12 0.2487 108 1469
10 17.5600 5.,04649 4 0,2500 37 688
ti 18.5400 4.,78189 4 0.2600 34 765
B 18.0600 4.,65258 5¢ 0.2757 437 5663
i3 14.3000 4.59526 29 0.1852 224 2180
14 16,6942 4,50416 14 0.2776 127 1874
i5 20.8600 4,25500 25 0.2542 216 3633
16 21,1478 4,18772 100 D.2253 B76 9915
17 22.3600 3.97283 11 6.2734 94 1318
18 22.7003 3.914404 24 0.2776 206 3116
18 24,6375 3.61050 7 p. 3250 63 1121
20 25,9103 3.43585 36 0.2628 312 4427
21 2€.2200 3.38607 17 6.2284 148 1807
22 2%, 5185 3,23962 6 0,2510 52 Bo7
23 28.45600 3.133686 3 0.2400 30 413
24 29.2200 3.0538¢6 3 0.2200 30 288
25 25.4183 3.03372 4 0.2367 38 483
26 31.6000 2.82807 3 0£.3000 27 628
2 31.8200 2.81001 3 0.3466 30 466
28 34.1400 2.802418 4 0.5200 36 818
[0111] 29 34,3200 Z2.61082 4 0.1534 37 258
[0112] ol AdE A F £3E 24 XA B Id A", Hojd S5 ~A9EY 9 §Ho] {3 A A =T
Aoldt Aoz yelwtth, o] A4S "3 B A2 "o2 Wit
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[0115]
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[0118]
[0119]
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47) 1AE ks gol, #9 B A4S §3 A 24 gHnT ¥ §HS et odW AME F3 B 2
ol mrh 9% A YL Evhs AL HARYh. oYW B4 Ao, £ A AYurt o HUF O
e e A9 7] A9 BFd §9E Agsel AP PUS FAFAAT; Jold AF fIL WA
g5 ogad. ZeEd wEAE, 53 A 24 4end Be SxdA 717 B ZAAE Aol o8 1
oo gy (53, 9 S 2E £9 B AP A2 & Aok Aol wEAn

58 738 B 2485 A= AHFoEZA A8t 3 B A4S o Azt
Hdog 3 B A4E stlek #o], PIL 3 (W02017/115780) ] 7§A]€

proace
, X

o _o F)—F

— Q;UNI»QQ

T

6.8 mmol) ¥ t]o]iAZE ool 17.28 g (134 mmol)

mlo
K-
e,
o
o
Q

g

o|E 300 mLol %

3k (1) 20.00 g (6 4
7VelaL, EFES WZAAZAT. 11.48 g (100 mmol) o] wlEkEXd FEelo|=s B, 10 WX 30CoAA 147+
Fob wwksldk,  of7lo] 17.41 g (200 mmol)e] B EWEIES H7Ist, EFES 20 WA 35TAA 123
Fob wakeldtt. & 100 nlE wHE- im‘oﬂ A7yeta, EFES wEe &, 77 TS T st sFAFHG.
ol ol HIOIE 300 mLE &FH FE HUlste] ARES &alA71a, £9& 7S st Al sH5A A
0 mLe] N N-tdexEolnuj= 2 17.33 g (93.6 mmol) 9] ZF TEoln==2 g AFE Hrlsta, 75 W
A 85CoNA 1A1ZF B WESAIATE, 200 mLe] &S wbE £ Hrlsle]l AAS HAAHY. A" A4S
oAatel] os) $=F3taL 80Tl HAFEAA 27.20 g (&: 95.01%) 2] 3gE (3)S F5330).
F
° _o »F )—F
4 N\)IN/)_Q—O —_— H,N \): ’>—Q’
o s 0—< Hl
F
o —F
. Q\WH\)I /)—Q»o
N N
o [0}

-° 5
20.00 g (46.7 mmol)9] 3}3E (3), 40 mLe] 40% wWEoldl 48N 40 mLe wgre, 2 100 mLo && =35
a1, 30% Bk FF bl WS 1%5} 200 mLe] AZF=23E HE oelZ (CPME) 2 20 mLe] 25% AU EF
FTEAE W & Hrleta, £EE 65 WA 75CE @6}04 2 rt. & 100 mL 2 I3 EFH 20.00
go] BIES 97 2o Hrlslm, 52 thA] 65 WA 75CE RG] Basdnt. As 9k 5 pLE 57
of Hrtste]l AAS HHAAY. HAAHE AAES oI 46H FHslke, e (4) 27.58 g& & 2Ho=

35 (4)9 59 AA (46.7 mmol)S 120 mLe] oE olAHo|E 2 7.1 mL (51.4 mmol)2] Egjogolvly} &
gakar, 20 WA 30Tl 1AZE &<t wkekgitt. 10.09 g (60.7 mmol)e] 2-ol S A wlZAF

mmol) 9] 1-od-3-(3-tymdolr| =2 )72 HT]oln| = slEgF 2ol (VSOE vh3 & #H7lskar, 20
WA 30ColA 1AZF Sk v AIZ T, B 60 oL 2 A A4k 6 nLE wHE golo] Hrlela, %

£ 40 WA
50C= =Asto] Zdskltt. 60 mLe] = % 6 mle 25% FASUEF FE&AS 7] ol Hrbsta, xS
UAl 40 WA 50TE =A4sklt. ERee Sdsta, 71 S5 A skl AT, 50 nlo o, 20
mLJ &=, 6 mLJ 25% Pﬁ‘rUrE T8, R 0.6 go 24 of F7ketal, TFES 30E
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H3staL, 60Tl

8

of 3ol <3

A7

B A4 (M= 24) 10 mge

[}

o
B

Sy

A AxAA, 18.38 g (88.18%) 2 3}

m

7o
o

)
T

M

s
o

B A4& Ax=d Fa glo]

0

oF

o

olo

oy

el

T

0

oF

o|R5-H,

Foict.

o

Q)

el

R

o

el

o

T

B
H

~
B
H

Group:OPA-15406 , Data:OPA-15406_CS17E95-1, Type Smoothing Profile Sid] OPA- 15406 CS17E95-1
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7

[Group:OPA-15406 , Data: OPA-15406 1
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