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et eyt d s e F Q7] Fobd, obdld, 8l x A, 2,6—qO}u1LEa 2 6-FReFUe L
Sl A e @719e) e B Ah g G e Dol v L Q0 259 £ A 4GS 0
e Fe Aol 9 @EA glovl, SR Y, dgaddd, - perug e 2 -y d e, e
|, ¢ 2% % ok 2%, o) owa Prxeved WEdrd 2p-EFddEdS ¥ G2, FU E
Euud 7] iR Avd gl Al d TR G ES Qo) X3y

@
I(ﬂ
(o3
o
it
&
E
=
FSL

H
i
=

2 W i 2ol wE ol of sl =, s-;oﬂcaﬂeg} Aokl ALgol AEE A ki, B 3o
Halste] ol 3 5 itk 6l & Sof, TEA (Seloleolul)e olo] Al g =
REUE Lo Aol9l e A oplol o3 AAE + AL, 99
2-tIW B A e THEF (sl Eetelol S 25 eh Ei= o)) o el 23} 2& Qoje] &g et
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=78 WA Grfol ols thAl2 4= vk MgS0,9) F7F A = 5o THFERZS] AbE &2g] 9] A& 2 ofAlE Tl
Ao A F el ols] thAlE 4= Utk A=, 2 S W (scaled-up procedures)s a4 =, o}l =] w4 gk §rfjo]
o}

E5 DMEZH g EFEZYE 0] A5Ye] §o1F D AAVA FAA viA @ 971017 sht, DMF (99 £5
=)o) o2 S, DNISO (Lol A EAbol st 1 o12] -4 Bohel o1 c114 4 5

EDC ((1-[3-(c] | &o}v] ;) 2 8 -3-0] 9-7hur]o] v = slo] =2 F 2 ebo] =); Egk DECEE A olo] Aws]
£ A& ok, CDI(Zhd €] mehe), BOP Ao (ME2loh-1-2) 5 - Sl A Hopr| )£ 2245 A
FQRE A NE), B G A A FAE A ABY kS TP ABYL /b5 ek s Ale] Aok o3
g8 5 ek,

dE =0 EFA 22 e 7] St oA EUE-L S A 5 ot

=
At
>
>
o
Iy

H 2 tjalske] ARgEt7] 918 tiAl Al ekolw, DMSO9F & 9l ofe] 54 &7}
DMF& rﬂxﬂﬂ T ME} dole] e the AYs) Aloko] TBDPSCIE tiAlE = glom, 9ol Faete|= o2 NH,F

= A 5= glaL, TFA 22 b8 4F2 HCIE tiAlske] o] & 4= it

Sl el W (E) L AHR(E)9) dAlelzl s, 8] 1% E s Aol AR i Uy oju g g 0w
AT Ao o 2H AL AN HA ofI Bk FE, FAR, £ AT 4

° =
- - O -
A g el A ol glo] ol 7]l A Z]sd 5% &ull, Aok, B/EE vk 2ES o E 5l

K
-

21 )

A4 1

2-t-FEAFIH Holu] = -3-wE -HE]| 24 5-(4-0o}n]x=-2-2 42 -2H-Tgu|d-1)-4-3}o] EE-2-3}o| EEA] 1|
B-4-vEl-HEgso| =2 -Fe-3-A J1H =

2L 5 ‘ﬂ} ZgAg 9] N-( EANZ R D)-L-=& (46.50 g, 214 mmol.), 7R dt]o]u|t}E (34.70 g, 214
mmol.), ¥ 5 HEgslo| =2 F 2 (1000 mlL)9] §ME o2 5F 25T oA 1.5A17F &2, 1 3 40-50 CollA 20%
%?l *’H&?\E‘:}. W= wty], Yzt el % 228 7L Z4)7] 9 o2 G zkE E E] 5L5-7 &< v}

9 ZgaFo| 4-ofw|xe-1-(3, 4- rJOME%A] o}olc A E-3-mE-g Egslo] =2 -F&-2-YU)-1H-3] 2| 1|
1‘4 -2-2(50.0 g, 195mmol.) @ ¥ NN-tH g Z ol = (1000 mL)E 7}3th Jud-2-2 F5A4 31320 &
A 71A] o] IES 100Col| A 202 Fot 71E st & Egogolyl (500 mL) 2 4- E]uﬂE‘o}ﬂquﬂ (2.38 ¢, 19
mmol)< &) 7halth, 1 ohg, EFHES 97T A 20—% Sk 7tdstar, 82T o] 4] =& FAstHA HEZ S =
2FT ENE FI AUV E Bl 2A2 ] AH AA3E] 7 vhg E3HES 82 Toll A 1AIZE 53t 7k 8tar, HPLCo
olaf #AF} (AHE = 68%, SM = 11%, L oF 12 BolH E4%=17%, gl d wjA]), v T35S 220
2 WA 3 AF 8F 30Tl A Eeldoly]l 9 HlEgso | =2 F S AAT 1 F &N S o EALS R 7.699]
pH = %‘—*éiwﬁﬂr N,N- Wﬂ%zﬁo}ﬂltﬂo 718 3F 35CeA A AL, ol E oFAEH O] E (2 x 200mL) 2 2] gt}
n A A oﬂFJ obAlE o] E (500 mL) % % (300 mL)JJr AT F e & BEdta, FASE old ofAH ol E
GO0 mL)E FEPok. 289 77 5= Eﬁ} I £9(5500 mL)o 2 AHd. o o, & 1%% e
€ N4 x 400 mL,10wt. %) 0= FEI. L& dote AEo] f7]S5 o2 5H AAHJ=A Q*E‘%l st7] fl&l, 715 =
TLC (X7} HE 22w e 5 20% Hg-2)ol 9 H ﬂa Ioh A 4 FEES A3 7|2 el Y7t E
o golvl o2 7,409 pHE FASA| A 1A 7} N vto 2 1} o © = g}

" oA H Ol EE A ol 7H WA Al E g o el s 53T dojd Al E 1 st A A=A
74 81 08 g9] 99.01 =573+ 21 &3l (HPLO).
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AN ¢ 2

9-(2'-C-H9g-3'-0-#& = ABR-D-g W Fe} = 2)-6-N-r gl -oldgd tjlol =2 F 2 gfo|=

HEgsto]l =2 F ¢ (200 mL) T N-(t-F-EA] mé) L-22 (8.84 g, 41 mmol), 7t d-t]o|u|t}ZE (6.60 g, 41
mmolH NG ol =L 3F Ao A 1AIZF Bt 1 3 50 CTollA 308 T wvkalc) e W= wky], W2 ely, &%
218 F7} @ﬂ%ﬂ g oolz 3 glelo] AXH e ZetaTdA, 9- (2'-C-Hl"-p-D-g]| B Fe}2)-6-N-r & -o} g
(1 = 2,10g, 34 mmoDS N, N-tvd X Fo}u= (200 mL) 5ol &A1t} o] §4& 100 T2 7FE3tar, Egld
golul (100 mL)S 7}akal, 222 96 Coll A ot 3A Z vt &4 3 Boe-Hl S48 Ajukg] 7hsla(28o] 24), &=
Z 81TCE 95 5, 85ToA SHA3IA .

S 35S 1 2o aksl 325 T2 YA o
Egogolyl @ g Egslo] =& F
7 3

79| pH= ﬁ‘r/\lf’ﬂﬁ‘r 1o,
J

10% &<t —‘i—%—i & A 7]
ol =2 _]‘-]

2k 343 Col A AAZY. 2 5, &84S 10CE YA 7]z, ofH EAL
S gl F2gtol= (100 mL) @ ¢4 (100 mL)= AM Al
=5 2x 100 mLe g F2glol= v =& F7]%
g t-%2 g o g = (MTBE, 200 mL)E Azt B2 FEE 7tsla, &3
0C= 37} ML EEM]FJO}J% 7bate] 7.19 pH7l =2 Y} & RElata, F4 & E
mL) .2 FEJoh. 2% E MTBE S& 7 &F AHlE oA 7 &A]?h AFstell A FFAIA G 1A E F5
gt dojzl aAE ?ﬂ% sloll Al AZAIA 4. 64 g (88% +58)2] 97.87% =53 (HPLC AUC) Boc-val 728 £ A}o]

T2

=
=
=]
=
3
2p=

&%ﬂﬁ

d

o &5 (130 mL) %9 3}gtE 29 €9 (13.0 g, 26.3 mmoD)S oF= 2}l = ¥z}t g} 7t A2d S vpe Zeka
ol A wRkgit), o] &l F5 A (37%, 6.5 mL)& 7+3iT). ¥ % ELE SRTAA ZhE T GAF HoF IARE $
A FAdo] AZE AT 3AIE $, HPLCE & 0.6%9] A4 22& Btk 1 5, 1A & X3 ool o) =538ta, 2
B AolaZ ek (80 mL) @ MTBE 40 mL)& Al 3c}. L & Hl AA AHES MTBE (100 mL)E 40 ColA dAnlg)
=

A& 3Foll A AHES 3A17F B AZAI 3 850 g (70 %) AHE(3, &= 2)2 98.55% ==& A%t (HPLC, AUC).

IH NMR (DMSO-d®) § ppm 9.7 (broad s, 1H), 8.9-8.8 (m, 4H,), 8.45 (s, 1H), 6.04 (s,1H, H-1"), 5.43 (d, 1H, H-
3' J= 5.1Hz), 4.30-4.28 (m, 1H, H-4"), 3.96-3.95 (m, 1H, CH), 3.85-3.64 (m, 2H, H-5', H-5"), 3.10 (d, 3H,

CH,NH, J= 2.1Hz), 2.3-2.2 (m, 1H, CH), 1.02-0.97 (m, 6H, (CH,),CH), 0.92 (s, 3H, CH,). 13C NMR (DMSO-d;) §
ppm 167.99, 150.26, 146.58, 140.67, 118.99, 91.32, 80.61, 78.89, 74,56, 29.29, 29.0, 25.50, 20.48, 18.55, 17.72.

g S 9w A g A E s dho] 7= vk 2 E o] oo g Ao RE e By Wy U
TAL FAANA AE S Aol

(57) A -] W<

AT 1
a) 2 A9 2B Y Ak,
b) 919 & BEd {74k,
o) AT Aok A

d) €71
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=AYz 7] Svje] EA st A REGAI7|= AS LS, dol2 ¥ X E A 2Hl(one pot system) el A, 2'-FA]
YA 72 QAL =9 3 sto] =R S5 YA o o ~F 235tk WL
3T 2.
ALl Al A, 2'FA Y P EFeb el 72 eAbo] =) 817 sheha o] 2'-C-vld B4 EE Ao =<1 e
27
H By
0
H H
o 71ell A, A7]e 319, e d, JERYevd, EgetERygd, ojntERygd e v HE2ygrdoeltt
3T% 3.
A2l A, 7= e 27190 By

AT 4.

6-cl A -5 2w e, 2- W/EE 4-viHET e, e

Al
=,

A2akel glolA, Melnle §1717} Hul, Abol £4, 5-EF e @A tol AL, 5-nl e Ao 41, 6-okxhAbe] £41

& e
5-gEg-ehd, CO-L 9w Y
selul e, CO-vldaelu e, Co-ohaldl Fejud, Co-oka Fejuld, CO-gto] =5
Co-Alobrsl gl g, CO-UEZgrd 9 CO-ojulmslejujd oz T4H 15

d, CO-lAd g, CO-3t
O R HE &

o)7] =

A% 5.
A 3ol lolA, FFmd A7t
NH, (o] 0
SIRe:

LA T;&o (.

o5 THHE IFORRY AuHE

A B

3T 6.

A2l A, A717F F1 27190 B
3T
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! A, NO-ol 3 (o] 7]0 A, o} CO)(Y, obd, 2o Ei= of g a4
9D, NO-ul 31, NO- 2z 3f e, NO-wl 3, NO-ob el 3, NO-o}d 331, NO-se| =522 1, NO-Bl 2
7]

3T 8.

A6l M, F- A717F

o) o) NH, NH, NHR
N N- N X N- B N. S
ST U ITY. &Y
O N T e
" " " " "

s HN/A NHR s HNA
N. X N. X N. & N. X N. &
S0y S0 S0, A 4y
N N//' N N/) N N/)\NHZ N N/J\NHZ 1,‘1 N/)\NHZ
“ " T " v
? b4 3 E] 3
OMe cl OMe cl NHR
N X N N N SN N N N N
2eRes ke BRs s UKe S
¥ N ¥ il ¥ N” “NH, ¥ N/J\Nﬂz ¥ ﬁ’go
1 N I . ) , ] R i >3
0 0
N N
AL el
NTONTNE, NTONT NH,
T
b

anan
ol I
=

2 A 1Fo R HEsE 29 P,

AT 0.
A16F el oA, fd717F dE=2 e 7] .
37% 10.

A6 QoA A717F ElolEz o w, o ntE R eY wi velE e g ue wy,

REae]

o

7% 11.

A1l hoi A, 3'-f1 Aol A A2 o= o ~F 23ty = 2'-C-vE
NH,
E%
N
HO. HC
} :o\|

OH OH o] a1

24 Y a2 e Abel 57}

)
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EL‘,

IES-o] ol fe] 2'-%/FE= 5'-0H9 HE §

AT 12

A1l deIA, 3'-AX oA A o o ~H 23hE = 2'-C-HE 43

Hbgol Yol = fre] 2'-3/E= 5'-0He B3 §

AT% 13

A1l ol A, 3= A A e A o= o e 28} =

0
NH
4
H HsC

O~

OH OH o] a1

)

wrgo] o

Lo

2 fg 2'-%/EE=5'-0H BHE §

AT 14

A1l QholA, 3= A ol M e A o= of =

HO.

«I%L
H3C

OH OH o3l

)

w0l ol 2 2] 2-H/mE 5-0He) 1E glo] dojub W,

T8 15.

A1l gloj A, 3=l A AdE# oz o &

| 23515 =

glo] dof b=

glo] Qojubi= .

glo] dof b

H23 = 2'-C-HE 2%

_22_
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FrEE LAl =7t

el Aol =7}

el Aol =7}
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{Ii?

HO. H;C
O~

OH OH o] 11

’

B0l 9o fre] 2%/ 5'-OHe| 13 glo] Uojuh= W,

3T% 16.

A1l glol A, 3= A0l e oz o ~H 255 = 2'-C-v "

<Ii
M

OH OH olaL

HO.

’

Hh-go] 9ol & 2] 2'-%/EE 5'-0H2 B3 glo] dojub= .

AT 17
A1l 2loj A, 3= Aol A e H oz o ~H =35t = 2'-C-HE
«1fx
HO. H;C
OH OH o] a1

)

u-go] Qle) & el 2'-H/EE 5'-OHe| BE glo] Uojuh W,

3T% 18.

A1l Lol A, 3'-9 Aol A e 4 o= o] | 25}hE = 2'-C-v e

i
{Iﬁ?
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A E 2 LAl =7

22 el e Aol £}

=AY TR LAl =7t

HO. HiC
O
OH OH
(A7l M, RE e, g, 229 o]xx 2y Ao]FRE2H RE o|ikd t-Fd g Alo]Fz2HdE, oliadd

Eedesigehola

’

Hbgol foj = fref 2'-8/HE+= 5'-0OH9 B3 glo] dojub= Wy

_23_



A7 10.
A1kl oA, 3'-f Al A A o2 o ~H 23}y = 2'-C-H"
- CHs

N. 8

I )
HO H,cN NJ

O~
OH OH o] a1

HFSo] ool & fa] 2'-Z/EE= 5'-0H B3 §lo] dojits= b

373 20.

A1l gloj A, 3= Aol A AdE# o o] &

¢ ILJ
HO( Hac l
OH OH o],

dhgo] do & e 2'-3/EE 5'-0He B3 §lo] dojube= .
A7 21.
A1l Ao A, 3'-f1 Aol A A2 o= o ~F 23ty = 2'-C-vE
OMe

ol

HO. H,CN N
o~
OH OH o] 1l

Hkg-o] Qo2 fe] 2'-/EE 5'-0H] BE flo] dojub= Wi,

A7 22.

A1l QholA, 3= A ol M e A o= of =

_24_

g 23t = 2'-C-Hd

Hests = 2'-C-vd

BAY 72

[S]

=4 g

=4 g

2

[S]
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FEE LAl =7

e LA =7}
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HN
N- S
N
Q'A
HO. e N~ "NH,
O~
OH OH o] 3L

Hhg-o] 1o & fre] 2'-H/%= 5'-0He B glo] dojub= .

T% 23.

Al1gell Aot 3= Ao A MEH o7 o ~H 23} = 2'-C-vE £4 3 F7Fe SAte] =7}

3T 24.

A1l Aot 3= A oA MEH o7 o ~H 23} = 2'-C-vE £X 3 F7Fe SAte] =7}

Cl
N. XN
4
(N IN J
HO. HsC
O~
OH oOH o] 1l

Whgo] 9ol = §¥] 2-%/E i 5-0He) BE glo] Uojuhi= W,

T3 25.

AL QolA, 3= AN A AeH 0z of 2e| 2 ahs = 2-C-rE AP Tl Aol =7

Cl
< 1
HO. H;C
O~

OH OH o] a1,

Whgo] Qo) = §u] 2-%/Ei 5'-0HS) BE glo] Uojuhi= W,

T 26.
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A1l holA, 3= A ol A A o= o A 23}y = 2'-C-vd

}H’ fim

HO. 2

OH OH ol

’

ghgo] ool & fre] 2'-3/HEE 5'-0He B3 glo] dolub=

AT 27.

=]

fL

238 3

[S]

A1l oA, 3= Aol A A o= o ~E| 28ty = 2'-C-d 2419

n fi
H3 N NH,

OH OH o] a1,

HO.

WRgo] Qo] f2 -/ 5-0He] B glo] Yojuh 3

1;%

7% 28.

A1l holA, 3= A ol A A o= o A 23}y = 2'-C-vd

of”

OH OH o]l 1L

)

w0l Qo2 2] 2-H/mE 5-0He) 1E glo] dojub .

T3 29.

A1l glol A, 3'-9 Aol A e A oz o A 25}hE = 2'-C-v e

NH,
)\
HO H3C
O~
OH OH i

’

S o] ool g fa] 2'-2/EE= 5'-0H K3 §lo] dojits= b

_26_
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=]

fL

=]

Al

Al

[S]

[S]

9 3

9 3
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e Ao =7
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7% 30.
A1l oM, 3= Aol M e A o= o ~H| 23}s = 2'-C-vd
NHR
J\
HO. H;C
O~
OH OH

(7]l R WE, ol d, Z23 o]hxed Alo]gered, B

= Lﬂg»:ﬂ%‘%‘)om,

W] 419

2 iy 2'-9/%EE 5'-0HY B3 glo] dojvhe= Wi,

AT 31.
A1l gloA, 3' - A| el A e o2 o ~8 23}5 = 2'-C-HE
O
7 N
HO. H3CN NJ\NHZ
O~
OH OH O]J’l

HESo] Qo % f2] 2-H/EE 5'-0He| B3 glo] oluh why.

7% 32

A1l gloj A, 3'-91 Aol A e H oz o &

aﬂ

HO. H3 C N~ 'NH,

OH OH o3l

)

Hkg-o] ¢

210 2 e 2'-%/EE 5'-0HS) BE glo] dojubs Wy

7% 33.

A1l glol A, 3'-9 Aol A e A oz o 2 23} H =

_27_

H2sts = 2'-C-vE

2'-C-vdg
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A A e =7}

d, o], -0 d, MY, Afo]FRAY, o] xAMY

249 3 eAbel =7

A

P rEe At =t

=AY I LAl =7t



N NH;
J\
HO. H,c
0
OH OH o] a1

)

Hkgo] Qo & fre] 2'-%/HE 5'-0H| B3 §lo] dojihe= W

A7 34.
A1l oA, 3= Xl MeH o7 o ~E 235 2'-C-vE
HCG N,
C T
HO. HC NANHZ
:o\ 1
OH OH o],

Whgol Qo) = §¥] 2-%/E i 5-0He) BE glo] Uojuhi W,

7% 35.
A 18l gloj A, 3 - A olA Mgy o g o ~e 23}x = 2'-C-vE
B N
H H3C NJ\NHZ
o~
OH OH o]z,
Hkgo] Qo ® frel 2'-/%= 5'-0He] B3 glo] dojube Wy

373 36.

A 1ol oA, 3= H | A HE oz

Hhg-o] ol & 2] 2'-2/%= 5'-0H2 B glo] dojubi= .

T3 37.

A 18] 9lol A, 3'-Y oA A x o 72 o ~F 235 =

_28_

of =8 285 = 2'-C-vE

2'-C-vdg

B4 i

[S]

=A¥

A9

=]

A FF

g 3

T’:Xl ]
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o}
/ NH
LA
HO HyC N° 'NH
O~
OH OH o] i,

II.

hgo] ol & 2] 2'-%/E= 5'-0He] B3 glo] dojub= .

373 38.
ALl gloiA, 391 Ao A AEl A o o sE s E = 2-C-vlE $A % el e afo] =7}
S

o

HO. H,C N
O~

OH OH o] 31

’

w0l Qo2 2] 2-H/mE 5-0He) 1E glo] dojub W,

7% 39.
A1 el gloj A, 3= Aol A e Aoz o e 235 = 2'-C-H" £4 9 73l 2o =7
S

oL

HO. HC N° 'NH,
O~

OH OH o]l

)

ghgo] ool & fre] 2'-3l/HEE 5'-0He B3 glo] dojvh=

373 40.

A 18k Qo A, 3'-Y R A AHA o Z o AHESEE 2'-C-HE B8 FZF QAo =7}

OH OH o] a,

Whgol Qo) % ¥ 2-%/E i 5'-0HS| BE glo] Uojuhi= W,

AT 41
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A 18] 9lojA, 3'-Y oA A o 7 o ~e 235 =

B 0
/ I NH
A
HO H3CN N~ NH,

OH OH o] a,

II.

1go] 9ol F] 2'-F/EE 5'-0H] BE glo] Louhs .

2'-C-veg

A

[S]

A7 42.
A 18] gloj A, 3= Kol A ez oz o ~H 23515 = 2'-C-wE 4
S

HO. HC
O~

OH OH o3l

)

ukgo] Qo) 7] -/ 5-0He] BE §lo] dojuh W,

T3 43.
A1l Ao A, 3'-91 Aol A g2 o= o ~F 23ty = 2'-C-vE
(o}
H
N NH
AL
HO. HsC N
O~
OH OH o] a1,

w-go] gle] i frel 2-%/EE 5'-OHe| BE glo] Uojuh= .
AT 44,
Al1gel] loAf, 3' - Aol A e A o7 o ~8 23}5 = 2'-C-H €
(o]
H
N NH
P
mo_ mc| N N
O«
OH OH o]j_r

)

whgo] o2 f2] 2-9/EE 5-0He] 13 §lo] Aot .

_SO_

A

A

3

[S]

g ¥

g ¥
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Fel 640l =7}
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T8 45.

A1l gloj A, 3= A0l A AdeA oz o e 235 = 2'-C-H" £4 9 73l 2| =7

OH OH o] Il

w0l Qo) el 2'-H/EE 5'-OHe| BE glo] Uojub .

3T 46.

A 18k Qo A, 3'-Y | A Ao Z o AHESEE 2'-C-HE B & FEH QA o| =7}

OH OH o] a1,

gl Qlolw f2) 2'-9/E 5'-0He| B3 glo] Yojubi wh,

AT 47.

ALl QlolA, o) 5 E f7]14ke] 9] W5 H obu el W,

T 48.

A50Fel 9loA, dolz o ofrfi=tteo] o= BT
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