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2 LX]xo] 9lar, 292 ¥4 [Protecting Groups in Organic Synthesis by T. Greene, Wiley-Intersciencce (1981)]
of ZIA o] ot AAPE2 o, 5, 1, AZvtETY T D A4 59 FAd & FA ] = 7] o)
5, A 5 9

ohgel WA el 2 A el st (D] SR el B4 FE ATBT o5 AN o B o Aletnz} sh o)
A, o Ao R E B o] HelE Algstalat sk 21 oyt

<A A 1>

- %A -5-(IH-HEeE-1-)lzAF 2 elol=

olAE 500 m¢ F A 2-3| E=FA-5-HEZ M ZA 21.5 g (117 Le]&), BAH2F 162.3 g (1.174 ) 9 2 2 =3}
2 136.8 g (96.4 RS EFHA) /b o}oa SRAAC 1841 %, 03 EGEL Ao YAaslw, 8o =3
WE 136.8 g (96.4 D2l B) & 715kl thA] 7hedste] ERAA 56417k Fo W EFEL Qe oz W77, o
Bhoha, oL AECR AR, of S AF Sl TUAA WALE QALK AT LT E AR Yol 27 4FES
AU 22 AFET FRZEEF °F 100 ng Tk, o 7elw, of g 1 shol FHAA vd 2w A -5-ER

Zo| o] EZ At} Rf=0.38 (A& 7}A, o eolAH ol E/ANA=1/1).

wE 2-v A -5-HEZ MOl E 13.3 g (63 Melw) R vghes dallnt. 5% @3 2ehs 0.66 g 7Hakslth,
bl A Aol A ok 50 psi9] shEl o= FAaste gt 1743 &, A EE Fal ofdsto] ZuiE Al AL, o fS A
atoll A7 sk JFES AT IR HEZ2ES Fotal, 2 FE3AT 771443 Na2S04 oll AdxA]7]aL
oletar, g st SLAA viE 2-mE5 A -5-or il ol o] EE A olTh Rf=0.18 (A 2|74, oot o] E/m gt
£ 1/1). CgHyNOgoll tlg 914 #4: o] 2]: C, 59.66; H, 6.12; N, 7.73. A53]: C, 59.44; H, 6.04; N, 7.62.

W 2220 me Fol A WE 2-mE A -5-olu il 2o o] E 3.94 g (21.7 W E) € EgjoE SEEFEW|E 128 g
(86.7 ME]&=)S gtk 20413 5, ik £ &S AF doll FFdEe] A &@2S AAT WEA 20 ml R o}x =3}
YEF 5.64 g (86.7 2e]&) 7hakith. 70C7HA 7FEekaleh. 1413 $-, W24 10 méS 7FstaL, 70C7HA] Al 71 st
ATk F7FR 1AIZE Fof], W EFES A0 R YIS O me= 34 3H3tt. A& o =2 FehaL, B2 A4
atal, AZAA WY 2-w 5A-5-(1H-H EdtE-1-4

E
i
N
o

W EHS/E(FuH] 5:1) 100 m oA WE 2-HEA-5-(1H-H|Eg}E-1-)dl ol o] E 2.86 g (12.2 =) 2 1M
FASPIEF 489 1343 ml (13.43 28 2)S sttt 71d st %EAlﬁE}. 4AIE 3 FF Bl s F ko] g
W eL-S A Asta, & 50 S 7Fekal, 1M @A =8NS ALE-5Lo] pHE oF 42 AT JAF ol TEA A 1A=
A, B2 1AE £ ststa, oFeta, AxAA 2-HEA -5-(1H-H E&E-1-)l22HS ATt

—H 5 A -5-(1H-H EgtE-1-)ul ol o] E 13.3 g (56.8 Bel&) 2 wlehe 150 me-S akalvh. 4%
o 62.5 ml (62.5 DE|E)E 7haklth. 7FEste] SRz 302 &, WEE 50 me B B 50 mlS 7t
i, Al 7hdste] SERAIZE 1 AIRE F, g sell wFske] o] SvlE AlASIH. IM 94t 284 & AH8-st
p = zgste] IAE AUTE o= IAE Fa, =2 AAS, A2AA 2-vH5A-5-(1H-H gt

2-HSAI-5-(1H-H EgtE-1-)wl =3t 1.2 g (5. !
0,72 m (8.25 B e]&), o]o]A tuld X Fobr= 3 W82 A7taglth. 4A13E
=& ATk

0 neg Frekith. ST Rols
,ﬁ% f)‘]-oﬂ ztﬂ. \:ﬂ 7411\]721 };L_Xﬂ ﬂ'@—

2 Ol
3
o 12
o
i
wa
o
ol
fil
Htl
&,
RilEd
W

<A A 2>

4-s]d v Aelel-4-spa

>

A B2 Ee o= Giabel

hA hA

4=Aotm—4-ddd] 2l A2 20.0 g (89.8 HElE) 2 3M FAEAE N 1.2 0(3.6 B)S et} 71d s}
FFAIZACE 16417 5, 9k EFES W oA WA 7]aL, 12M 94t 8- % A} gto] pHE °f 28 x4 st LA E
DAt o FH 2 AAE AL, A2AA 4-H DI A2 d- 4- FE2E A Ak S AQdh Rf=0.2 (2714, 85/10/5,
SEEXE/MEE/FAELD.
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CyoH gNO, HCI tigh 914 #4711 o] #2]: C, 59.63; H, 6.67; N, 5.79. A53]: C, 58.19; H, 6.52; N, 5.72.

geExEolu]= 100 ml FolA 4-HE9He|d-4-7t 25242 G2 2.42 g (10 €8] &), NN-t]o] AZ 2o g o}
9191 ml (11 ¥egE) 2 o-t-7¢ u]ﬂemﬂ OJE 2.4 ¢ (11 ¥ E)S &3ttt 30413 &, vkg 28-ES oHo
HolE® 34 sta, IM 44t o w F2alvh #7182 MgSO, BolA AxA71aL, of3etar, 1 kol &
I, AZAZ F 1-t-BREAFIERY-4-Hd Y U-4-Ft 2B AAS At} Rf=0.48 (A 7}A ﬂ%iiuﬂ% =
6% M 3= o ?L P ). CyHyyNO, HCLOl tek 992 #-4: o] 2X]: C, 66.86; H, 7.59; N 4.59. A=X: C,

66.56; H, 7.72; N, 4.52.

2Rd-4-dda e d-4-7t2 5450 1.22 ¢ (4 2] E) 2 HEHS =23 40 S FekSivh -10T
CEgdEolw 0.61 ml (4.4 mai) olojA] o] AR EFRREE W olE 0.57 ml (4.4 Y&l E)S 78t
¥, A2 iﬂﬂo}“v‘r 1517 -, ihg E3ha S o et HESS| B2 o R uAE AAstil, of
Yrskgltt. R2E9 0.87 ¢ (10 Del=)S 716ttt 0.5 ARE §, A0 7h28kgint, 1524131 §- ik
, l% MlEﬂolEi s Matal, FEAES 23k FE o 335 FE53ITh MgS04 Aol A
A71aL, o Fetar, JE Shell wFske] 1-t-F-SA 72 -4-s d 9o d-4 -7t 2 544 B2 EY o}yl

T
4
I
>,
Y
X

i

o
= g
)
ol
el

oX ME |

ot 5 o

Ny f
=l

.
mE

ne
3o M
O 8T e

Mo rler 1
i N, g glo

HH oz fZ22d el 40l FANA] 1-t-F-EA 2RI 4-ddIFad-4-7t2 224 1.22 ¢ (4 Eg| &), N,N-T]
oAz EFo|eolnl 0.77 ml (4.4 B E), 1- oﬂEl 3-(3-gWgeln =2 ad)7t2 i r]oln= Ak 0.84 g (4.4 2
1-3l=ESA Mz EgolE 31 0.59 g (4.4 L2l =)S Falqloh 12417 & X227 0.87 g (10 €& =)< 73t
C15AIZE & 0bS SFE S o 9stal, oA S o HolAH o] ER M stal, TERIYER ¥ 3 8 Qo s 33 FE3)
ol A w7l“° 741*171 , o star, F shell FFste] 1-t-F-5A 7t 2R d -4-vd -9 g d-4-7}

I

22 20 S g3kt v
| stetes

e o
b=
Suiyie

5, A Ao 29) oz ] GRS Azt

SEEEEEREL YR EEE EERECERRE E B ER ISR
BEEEREREEYE EEE ISR LR R R SRR
SEEEEEREE.VEE EEEE R ISR E BRI R I

) 4~ D A S AL - DT Al R -4-Th2 B A4 4-e D ) 27 ofu = akel,
<A 1>

1-C-HEA-5-(QH-HEHE-1-D)HEd)-3-Q2-(4-HHd-4-(R2FH-4-Arte BAn L)a e d-1-)o]
2)-3-B4-tu EA A DI Eeld

\_/
Hico /é/ocm

H3CO
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1.1 3=Alob=-3-(3.4-t] W E A Fd)-sNeht] O A} tlo &l o ~F =9 FHA

3,4-tH = M]‘éOM]EL] d20g (113 48 E) 2 FF HEHS =2 FH 100 M-S T8kt Ax ogt,/owlici

o Al Wzttt & H]A(Eauﬂ%ga)owlﬁ 226 ml (EﬂEE‘rolEE% % 1M, 226 m)S A 7rstgleh. wg-8 ¢4
shar, Whg E3HES 10 TR 7F23har, 154 &9t wkelolnt, 12 A&/obME ZoA WzkA 7] 4, o d EEEOHﬂ 1
°|E 37.7 g (226 Wl &)S A7ttt dE B2 oA ol E HUME FAs A, g EFES NQOE 723kl o
18AIZE 5, ¥k E3HES toldo el 29 & b Eujstgict. 7714 53 Aoty 23 F&do= FE33Th
718 F2lskar, MgS04 ol A AzxA17]1aL, o ¥stal, A3 8ol sF38te] FHFES AATH FFES 33% oA
Ho|E/ o2 A7) = A7 Aol A A=rntE 2o s gl 1% stell 82T olA &7 & A AskaL, A 3}
FES A Rf=0.37 (22714, 33% D obA o] E/S ),

CigHysNOgoll thgh A4~ 441 o] £2]: C 61.88; H, 6.64; N 4.01. #=]: C61.79: H, 6.62; N 3.91.

1.2 (3= 4-tH EAF ) -5-F A9 Fe]d-3-) ot EAF of| & o] ~F = 9] gt

HEhE 50 me Fol A 3-Alotie-3-(3,4-TH[E A -5 d)-Aet] e 4F fo e o ~HZ 1.3 g (3.24 =) stz
E(D 65°5HE 1.54 g (6.48 WelH)E EFSHATH WA 20T olste] SRR FAFAN, 52 EF 2.17 g
(657 W& Arkslerh Ahe GAT F, 0 EFRS Do) NS 1847 Bok PASUh M TGRS AF

o] ZUAA BFES AT AREL dIa A 1M Q4 89 7k Eulaolr. ?%E EET I
8 313, 5715 @hel, NayS0, AolA AEATNIL, ol whata, A% shol sHete] HFES ATk e7ha 4
ol A RHFEE 20/19) dlDopAl o B/ EE R £5A7)E Anrl et BF H%— 212 3ol 82°CoIA A
Astel TA HFES AT Ri=0.74 (Rl 712, 5/1 ol Dot eo]| E/merL); g7 116-118C. C 6ty NOSO &
YA B2 C 6253, H6.89; N 4.56. A5 C, 62.52; H 6.85; N 4.50.

1.3 3= 4-tH 5AFd)-3-(2-3|=FA )T Ze]d o] 34

g ¢FHF T438=E 0.99 g (26.0 Bg=) @ 7 HEHS| =25 20 s e
5-2 49 Z2d-3-2)olA| EAL o Elo| ~HE2 2.0 g (6.5 D] &)S T4 HEZGS =2 FT
Zhstdtk. A7k fAs 3, 7hdste] SHRAIZTE 18A1ZF F, WA WAAIZT & 1 s v EEe] &X7)
20CE 2934 &= 22 H71sith 10CE ¥Zbsta, 15% 2 EE €9 1.0 M2 7183t & 300 mlE 3
7FFATE, 168 &, WS EFES ot 3 dholl oA S FHete] Al FFES AU Rf=0.68 (A2 714, 5/1
o dofAH o] E/m &),

A 29kth 3-(3,4-t W EA H )
40 ml T2 FA o7 AT

AN RE e 2o] Azt 3-3,4-H I EAAY)-3-(2-3| =5 Ald e &8 0.51 g (2.02 & &) & %
A2F0.18 g (2.00 Bl &S HEZHS| =2F 70 me Foll A Fakadeh. 18417 5, of3}atar A=A Zieh tolldelH =
100 me= Slvkatar, A% st 81T o3 AXAA A PR Saddorn Ak §4: 140-142 C.
C,4HyNO4-CoH,0 4ol T 4 4: € 56.30; H 6.79; N 4.10. 3 ]: C 56.15; H 6.76; N 4.13.

1.4.1 1=Q-HEA-5-(IH-HE#Z-1-DMF ) -3-(3.4-t W ZA| 7 d)-3-(2-3| =F Ao &) 3] Z| T O] g4

T O 228 100 m Foll 3-(3,4-tHEA A E)-3-(2-3| =F Ao &)y E2|d 2.27 g (9.03 EE]&E) & N-v&
RE2EW 248 ml (22.6 el &E)S g3tk vhg EFES A-HFoA -5CE Yzl Jd3] 2-wEA-5-(1H-
HEZZ-1-dlzdZ2eto|= 95 U &S UFEZ2W e 30 m T N0z 71t} A0 & 72 A H T} 184]
3 g EHES B EY] 3t R0 FE3UTH Na,SO, AellA #7155 x4, A3atar, 1% st

sEete] A S Ao

1.4.2 1-@-HEA-5-(IH-HE#=-1-9D)W £ ) -3-(3 4-t] W EA] #| ) -3-(2-3| ==F Ao &) 3] Ze] T o] ¢

ol otAlEl ol E/= (4/1) 120 mt ol 3-(3,4-HrF5A1Ad)-3-(2-3| =5 Ao ")¥ E2|d 5.347 g (21.2 ma}ﬁ) L
ERIGER 1.24 ¢ (11.7 FE8)S Fa3itt. whe TFES A-WxolA -5T= Bzl 53] 2-954]-5
(IH-HE#E-1-DilzdFZeo]= 223 L& AHotAHOE 60 m 5] Aoz whg EFE 271 0CE

<
o
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J‘Jr 4 45}& o= T3
ar, of spskar, 31 shell &

1.5 1-@-"EA-5-(QH-HE#Z=-1-Hwl =) -3-34-tH| EA A D)-3-Q-Heh=x I S A eI F2]d o] FHA]

1-(2-7 5] -5-(1H-H =28 -1- )2 9)-3-B 4Ll W5 M d)-3- @S =F o DA EAT 0.43 g (0.07 ¥
=), Effeldold 3.3 m (2.4 BeE) B 7 tE2EME 30 ml-e Fshqlth. vk
Zreteh, s et d I 2etol= 0.082 ml (1.06 U‘a}i)g ule BEE o] &
ok Ao FFAZ T 18417 5, A& 7hste] vk AAAAL F71%
3], TR EF x5} 890 = 23 %% ah%ith Na, SO, @Poﬂxﬂ 8712 A%A7)
Zﬂ QGLEE I:N\D]'

1.6 1--H A -5-(IH-HEetZ-1-l =) -3-2-4-Fd-4-(R=2FH-4-A7t2 BAr E) T H 2 Hd-1-%)]
2)-3-3.4-dHu| EA D)y =Zejdl o A

-5-(1H-HEgZ-1-dlxd)-3-3,4-tul5A 9 d)-3-C-Hetz2dSA &) v &2 d 1.64 HE
4_31]%4]Jﬂﬂ1:] 4-FZ42 B A R E2ZY ojujt A 1,97 W8S Qe ER 0.25¢ (1.64 B8 &), 2 N,N-
ol 0.84 g (6.6 Y &E)S oHEYEZ 12 ml foﬂﬁ sttt 7k st gRAIZTE 10417 5

e SES Aot EH o ER 3 A6t A8ty FENoZ 33|, FEANUEF X3} FENo= 2

, 1A QR FET Nay,SO, dellA F7155 ZiZ:’\]?] , o #star, X sholl SEAIA A SEES I

<A A 3>

4-d ey -4-st2 524k ofn| = FASA

E] eUdEFR o= 254 g (130 28 E) L F2EFIXLE 20 Tttt < 1IN S F=2R
2-2-3|=EA el Aol 254 ¢ (130 Ee]&)e] &4& 78t} H7hE 43 & 71

T, 0 EdEe Ao WA AL, HelHolH2E Thsto] Al S A skl o= aiA|
22 AAgsta A2AA NN-°l2-2-22 2 gl dolrl A& A3

220 $9 N,N-H]
tol RAZ T 1AI7E
FASEL, e e

ol

lﬂ.l

AdotAEUED 40 Hel& B FASUYER 584 60 ml (50 TH%)E Tttt N N-H|=-(2-F 2= &)rld o}
B A 11.28 g (42 Hefm) R A A EZ Y X A¥F HErfo]l= 1.02 g (2 U‘FAE); 7katodeh 100C & 71
3t AFSHA Nk T 1A &) whe SRS Ao g WZkEith ES ek, A H v EE S 6M G4
SN0 2 etk A ke W EFES HoddH a2 FE5 59 pHe A2 E A2 ALEEH
°F 12% 243ta, ool Ho|ER &) Al HotAHe|E F& #28ha, MeSO4 A A2 7] a1, o} 73,
1 atol SUAA FRES Aoth AFE D v T A §AS Fasinh 1 stell A 1-Wd-4-3d -
4-Alotrgls e d HATES AUtk

N

Hlo g HEZS=Z2FA/E (80 m/20 ml) £9] 4-dHd-4-Aol=-v gy G4t 10 g (44.9 HE &), Wd 2 gn}
o]=5.4 g (45.4 U&&E) 2 e HAF 25.2 g (182.3 PEl&)S oIt 1823 &, v EgES 5 t S22 v e
THANA FFRES

= i
2ol BT #7152 Felsha, §2 FEa, MgSO, Al A2A7I, f2ekiL, 2F ol
QAT AFES A0 ARGt 1WA -4 -4-Alobe el W wAR AT §H: 73-74T.

1-Wld-4-sd-4-Alo} =3 H2]d 535 g (1940 ¥ &), FAIJYHEF =84 85 ml (50 TFH%) ¥ o &F2 5 15 3ts}t
CT7HA 7vh et de). 79 S Fohebar, a3t s 899 856 ml (% 30 TH%)S -3 £ 59 %57} 50CE
B SR Jhebglnh bskes W7hE $AT ¥, ke Eewe] 58 50CE fA S 20413t -, W
& 3= g435ta, 1 kol 35T FFe] deteS AASG Y g EFES Aoz Yzhsle] 1
Co# R IAE FASA, B2 A, 37] AXAA 1-ild-4-dd I g d-4-7t 2 524 ofu| = N-

—_
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-2 -4-gd 9 H g d-4-7t 2824 opn] = N-AFsHE 529 ¢ (1700 28] 2), 10% 44 ZelF 25 g 2 oA EA
505 LEFY OB gt LEZH o nE AAR ST T, 24 255 psiz2 A ¢FH o] 100 psis %
P EF FASIHA FaR SESYO|HE AT HsHA Wit A7 ARE § SESY o HE AR FH4]
ste] o2 Sl & A ASI T WF Sl NS TLAIA FFES QAT LA HOIE 5 ¢ Foll| IFES &3lA
7131, 12M 4F =89 150 mS 7Fte] abAd slsla 1548 BoF 7tgsle] SFA AL eSS 5T R Yt nAE
At AHste] LA E A, oA HolAE|lo] ER MG 3taL, &7] AXAIA A 3FES AU

<Al 2>

R)-1-C-"SA-5-AH-HEHE-1-oDHl 2= )-3-Q-4-dld-4-Fte A e d-1-9)o]g)-3-(3.4-1]
22Dy Zd

o]
HaN

OCH3

cl N—N

D

2.1.1 3=Alo}he-3-34-t)FZ 23 )N eht] @ 4F vl elof| ~H] = o] g4A]

34-gZz 2 dolEYER 30.0 g (0.161 )& AF&ale] AAld] 1] Wl o] Alzxzsk3it). oo e 225
Bl AlAdATozN AAste] TA 3TES At R=0.28 (A FHA, 20% ool E o] E/ANAL), §H: 68-69T.
CyH 7CLNO ol tid Q4 1491 o] 24]: C 53.65; H 4.78; N 3.91. A ZX]: C 53.69; H 4.79; N 3.93.

2.1.2 3-Aohe-3-B4-H I e DAMett] @ 4F vl el ~H =] A

2F HaEgHEgad)otn= 480 1b (THF = 1M)9] €4S oF -10C = ¥zsf
(34.5 TH%)2] €N 1251b F 3,4-UZ 22 Lo EYEZHS] 05 =
= dkS Z5tEo] 715t dd B2 RolAH ol E 94 b 2 wWE (-F-EHoH 2 oF 125 bS &3t
60-90% Fot A7) Axy NS 71t ARvtEa gy 2 SAE vk} o] Hh
O 12M §i4b =85 pH7E of 471 =& wj7hA) Z7hshoint. pHYE 3 wivke = doljd 4
42 FFSANAY. TES THEL F75ES ATE FEAY. 1IF
= B O AZEFE oF 45 IbS FFatar, 11 sholl o 40Tl A FEA|
b °oF 35TC & 7F23 &, oF ~10C = WZsle] A5 AUk 342 A=
2 AR, AR YE ] FA4) e S o] AT 2RSS SHiElE o AYS A

2.2.1 3-@B4-"dewwdld)-5-543Fe|d-3-) oA ELF o Elof| ~H| = o] g4

3-Alote-3- 4-t2R2A DAV At tol ol ~H 2 10 g (28 L] E)& AH&-3to] Aol 1.29] el <3|
Az, Al el A 3% Wetg/dF 22 123 6% WehE/dF 22 meto R FAH o R §E A= AR
nhELE v 2 AAlste] 4 sES At

2.223-B4-dawwdd)-5-5 49 Fe]d-3-2)opM ELF o] o] ~H| = o] A

32 oA 3-A]0}x-3-(3,4-t)E 22 J)AMET] S Ak tlo el ~H Z 32 ¢ (89 M) & o ek 150 M2 §3519)
o} o] YA 100 ¢ 2 &% AR o} £ 40 mS 715 E 50 psidl A 2441 7F B0t 431519t AR E g=
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= 5 ogatar, nAZ e 2 AT o AS A Ftoll FHAA AFES Ak A s Aol 6% HES
/S22 veoz §E5A7] = A2rtEad 2 %4 3128 At Rf=0.34 (A2 74, 6% Wer&/tE 2 21 Eh);
& 4=87-90T. C;,H;sCI,NO ol thg+ 912 #2]: C 53.18; H 4.78; N 4.43. 21 5]: C 53.34; H 4.71; N 4.51.

2.2.33-@B4-"dawwdd)-5-549Fe|d-3-) oA ELF o Elof]| ~H| = o] g

m°1'

ghlo] U7 24 1b 2 sFE dryol =& 191bS &8tk 7ksh wkg- 710l 3-A]ok=-3-(3 4-tE 2= )T
QA Holde 282 151b % ol ghE 117 b8 & N5 7Feklth. 200 psi B 35Tl A Fastatadnt. 20/ & 871&
Wz, m7IA 71, A HAA AL, A LAE e E AT oS I F dtol]l SAIA IRES ¢
Atk oA H ol Eol bfrES & A1A Agstetal, 84S o AviAlA LAE LAk AAE A8k FA
SHES AATE Cpy H sCLNO ol tigh 4 #4]: C 53.18; H4.78; N 4.43. A 532]: C 53.18; H 4.72; N 4.46.

2.24 3-@B4-tZw = d)-5-549F2|d-3-) oA EA} o Elo] ~H = ] g4

7hek WS- 710l A 3-Alobe-3-(3,4-H F 2 23 D) AT] S AL t]o Dol ~E| 2 6.7 ke, o] & ﬂgu&% g8 58 A9,
3% L.0.D.) % 3C el && 52 kg Falih. ghlo] YA 58N 17.5 ke(B4 Fof oF 11 k) R 5F9 &

8.7 ke 7Fat3ith. 200 psi % 35Tl Fasgatsitt. W& 4% F, W71 97, wiz|A7)a, A
o ZEES B8 o sk, olekeE AAE 5, 0.2 M AR FFESA BHE T3l ot olgE = A
o AF sl of 92 ZUAA B4 HTES A

2.253-B4-tFwwdd)-5-5 49 Fe]d-3-2)op ELF o o] ~H| = ] A

5 A% emaeolneld ehile] U (32 28 AF, o2 28 A2) 3.6 ke, 3-Alohe-3-(34-T1 222 D)4
BT Ak Hol Sl 2 H 2 1260 g (3.51 Wel®), kS 9 ¢ W Gwifoh 89 1.6 03 T 55 psiol A a5
ek, 20412 F 8715 97171 A2 AN, Ak, nAE o E o 1 ez AFetsnh. oA g AT o
& % ATk AFE % oGobdHolE 10 18 Feha, B 1 0 28], Telw G5 28 FES

MgSO4 *POM F715S AF2A 712, s, F st sFste] FFES AUTh dgolAHelE oF 1.8 ¢ 4 et
°F 7.2 (7Y EH FFES AA3} 5 uﬂe At A S A TA FFES LA} §3:98-99T.

2.3.1. 3-B4-"===2dd)-3-Q2-3|=Z A e)u =g o] A

A/ E A BF LFHE 43 &9 450 (IM HEZHS =ZF Y T 1M, 450 B2 8)S -10C 2 Y73}
A EﬂEE}O]‘:ETE‘r 35mt & At 89 12 me (99.999%, 225.3 Rl &) H7tetoet (FAahe v Ews| =2 et 7}

s A, B Y ESRS =2F Y §98 2F SFE F40E G ek Afol Folvk dad). AkE ¥
2% %, 1A17J &}t wRksklt é%gi 7}%% T, 2213 Fot mntekgith HEZS| E2F# T0m T 3-(3,4-H 22
2HY)-5-529ZA-3-A)oFA EAL o ~E| 2 23.2 g (73.4 L] E)9] AL H71ekn}. 45-50C 2 36413
Fe 7hstglnh WA Wsglth HEGS =2Fa/E (1/1, 70 n) 9] &8 A7latint. o #atal o3t Ao
HEgs =2 4 s 11]24*6‘% AN HFaHolch o7 Ao HEDS =2 F/E/15% FAkshd

EF & 1 /70 me/20 m¢2}h gFskaL, 243t 5 ﬁ%o}ﬂl WREEFAT, o fshar, o] o NS 7] 5 o A3} ¢ehgl
o @ ek oS FF sl FHst] FFES & 913} HEzeve T IFES &eiA7]13L, MgSO, ol Ax417]
aL, osfstal, A st FHste] AFEe G AFES B]oﬂE‘oﬂEﬂEiTEi Adgste] FA SgES A
Rf=0.27 (A e]7H, 9/1/0.2, HE2=2rg/me/48t e 2a); 831 91-94T. C,H 5Cly NOol| thgh 4 £4: o]

£2]: C 55.40; H5.81; N 5.38. A 5%]: C 55.64; H 5.88; N 5.20.

2.3.2(8)-3-B4-"aEz =2 d)-3-@-s|l=FAehJEad (RR)-H-p-otxdet=tt= 49 3 (R)-3-(3.4-T]
Zredd)-3-2-sl=FAoehyEeld (R.R)-H-p-oj=det=efaitel o] ot

3-(3,4-tEZ229d)-3-(2-3 =FAdE)I ZEd 1.0 g (38.5 He =) ¥ FEF=S 3T F-EF= 80 mb Tl A
(R,R)-t-p-olZUELZELZ4 1.6 g (38.0 D]l &)2o] &MS 718kl tt. 7Fdsle] s-RAIA T 168 Fo, Aoz
Zbelal, F7t R G-d5 FollA WGt A E nAE et FER=o 2 AASIGT B/ e 25 E A E A
ARz (S)-(-)-3-(3,4-HF2 =29 d)-3-2-3| == &) Zgd RR)-t-p-otHZLEL2ZEE2A S Ak

&% 201-204 CE3 ). [a]?0 j;=-18.9 (c=0.60, HMEEZA =), ¢ AA ] X-4 34 B (S)-ud & A
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AF9h, 7122 AD 25 em<0.46 cm A A S AFE3Fe] 1.0 mi/E2] §2 0 2 del/veL/Egld ol (80/10/0.1) % &
Z=AN 7=, Zzoﬂ o FEw g ofmlel BA AlFo| B3 HPLC E41& oﬂ»JElguJ@ FeFo] 96% (96% ee), (S)-9]
A 9 AF Azl 11.2%5, (R) -0l AA 9] AlF Alzte] 14.590 22 YERR I

2.3.3(8)-3-BA4-"daz = d)-3-@-s|l=mA ey Ead (RR)-H-p-olxdet=tt =44 8 (R)-3-(3.4-T]
Zradd)-3-2-sl=FAoehu Ee]d H4k¢i o] #3F

E/WEL 10ml/10 ml ol A (R,R)-t]-p-o}l X UEF=ELE4F 0.8 g (19 ¥ %) 2 12M G4 84 0.16 me (19
J2)S etk 7t ete] FFAIAY WES 10 Ml 5 3-34-HF2 29 d)-3-(2- 1 EAdE)IEEd 1.0 g
(38.5 HE&)2 NS A7ttt 1568 Fo, Aoz AH3] Y. 48 1S OM star, B2 M4 std
(9)-3-3,4-"yZ=z=29d)-3-2-3|=FAd)F =g d RR)-U-p-olHZdELZE2E S A §4: 201~
204°C(Ea)A). AA 4 2.3.2¢] 7] AE vFe} o] HPLC 2412 o WE] S WA 78Fo] 97% (97% ee) U S LEFN QT

2.3.4 (8)-3-34-tF =2 =2Hd)-3-C2-s|=FAdehI g RR)-tH-p-olxJe} =} =4 o] FHA

(3-B4-"E229d)-5-547 2 d-3-L)otHEL ddo| ~H 2 40 1b ¥ HEZgS =2F 260 Ibs k3l
8718 Aoz AAANAY. ne s FA) g9 381 (=S EZF D F 2M oS shalelrh. shd sl
SFAZE 60413 F, W 27} F 700 A5E b4 SFRA F BB S 650 b A4 AFAR
o 2 650 b ASth BEEL 16 b ST el BRAYID, FHES AAee] dpRel 5 H=e)

32

sle2 ks xﬂﬂ sholth wWigks oF 18 A& % (RR)-U-p-otHX=UEFZEFE4L 32 1bS 338kith. 7 et A7)
i, A7 ARES FHete €712 AT A= Z2A S 7teta, 10CR Y2hete] 1AE 4t aAE FAS A, Hg
S 145 AE 2 & 145 AES et 7Hgste] SRA 7T 1A 3 10CE A8 QZAAIA 1A E DA A x24]
71 3 1A S =AY A4 3EES A

2.4.1 8-1-C-"=A-5-AH-HE#HE-1-DHl X d)-3-34-t] FZ 27 J)-3-(2-3| =F A &) =2 9] g4

(9)-3-3,4-tF 224 )-3-2-3 = &)y E2d (RR)-U-p-otHZdEI=ZEL22 &1 0.14 ¢ (0.21 HEl &)
D ool H Ol E 15m, oSN EUVEH 6 ml, &6 ml D FEAYER 0.09 g (1.03 mai) S ettt d-d98 XA
0C=E Yzsict. 2-vEA -5-(1H-HEgE-1-dxdF 2ol = 0.21 Y =& 718kt 308 &, Ao = 7}

SEL A A 308 F, 4 EFEE A RobAElI St B el LAY {713 1M B £, olofA B
BARIEF L3 S8 o102 F 29T £7158 MgS0d olA] A2A7] 5, d3hata 213 sholl FUAA TA B3
% gk,

2.4.2 (9)-1-Q-"EA-5-(UH-HEZE-1-9D M= )-3-B4-t] F 22 J)-3-2-s| =F A DI E=]d o] A

(9)-3-(3,4-F1 @ 2 2 d)-3-(2-3 =% 4o )31 82 & (R R)-F|-p-ob] 2 ekl @ 6.0 g (8.84 Wel B), o}
AE 40 me, 2 40 mt, FABHIEF 0.335 g (8.87 el E) 2 FEAUER 3.73 g (8.87 el )< F3kgich 0T R I
ZSSiEt o 12 0 $9| 2R A-5-(H-FEekE-1-eh A FRebo] 0.7 U2 H) $AS 5% 2l T3t
gtk 3 AR &, 0k & %L“% AobAElo| E b ¢ 7ho] HulEI AT, 7152 IM SASIEF £, FehEF
T3} 80, IM QA 9, olo]X] G FEFAT 7158 MaSOL Aol AR K, ofshshiL, 17 shol 23
A T e IRt

2.4.3(S)-1-Q-mEA-5-(QH-HEZL-1-DHED)-3-B4-tS=Z ) -3-(2-3|=FA| &) 9] Fe]de] g

A

LA E/E 5 ml/ Sml FolA (S)-3-(3,4-HF2 2 I)-3-(2-3| == o &)y Zgd (R,R)-t]-p-ol XL ELZELZ
2bd 1.20g (1.77 21 E) 2 TR ES 0.75¢ (8.9 YE=)S g3t 45 FollA Wit oAl E 20 m 5
o] 2= 5 A -5-(1H-H| Ee}E-1-)ml A F 2 eto] = 0.37 g (1.6 L) ¥)& 7hetAeh. 308 &, A2 o2 7hesigt.
S5AIZE &, 9k B3 ES O#ﬂroh oA NG odolM o] ER FE3IQ T 7]15S TEAIUER 23 78, oJojA ¢
TR FEIAUT 7155 MgSO, Aol Al AxA7]aL, o 3t 7 o]l STLAA A ﬁk&%a ARt AE7HA g
oA oleolAlE ol E, 3% WS/t EF2 2w 6% WL/t azmee] £A2 EE3AA ARnE Yy se] FA)
shetE& @3tk Ri=0.38 (A 2] 714, 6% Heh-&/t = 2 v 8.
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2.5.1 S)-1-@-HEA-5-(IH-HEZ}Z-1-HNx)-3-(34-HF2 29 )-3-Q-He=r dSA o ehT =
o 6‘}:/\-1

(9)-1-2-HEA-5-(1H-HE&Z-1-9)M%xU)-3-(3,4-t FREHH)-3-(2-3| == &) Zg|d L wetsx
JFEgfo]| =2 ALg3te] Al ¢ 1.59] W wpe} A %8te] T4 35S AATt.

2.5.2 9)-1-C-EA-5-(QH-HEHE-1-l 2 )-3-34-"1 =229 d)-3-C-v ety d A e)u =2
o] dFA]

gFz22d e 13 m $oA (9)-1-2-HEA-5-(1H-HEgZ-1-)wlx2d)-3-(3,4-UF 229 d)-3-(2-3| =5 4]
eI =7 600 mg(1.3 FalE) D NN-tolAzZZFo|dolwl 0.5 ml (2.87 B E)E st HlzoA B35ty
o deEsErdE2etel= 0.12 m (1.55 B E)S A7ttt 168 3, 719 degsxrdE=2gto]= 0.03 m (0.39 &
2 E5)S 7Fekqlth 30 ¥, 5% TR ER B B2 FE3UT 77155 MgSO, AelA 1xA17]4L, o 3staL, 1
Sholl A1 A A 3HEES At Ri=0.15 (A 714, o ol el o] E)

2.5.3 9)-1-C-"EA-5-(QH-HEHE-1-Hl 2 )-3-34-1 =229 d)-3-C-vete=r d A e =2
o] dFA]

F2el 10 mt FAlA (S)-1-2-#FA|-5-(1H-HEZE-1-HlxY)-3-(3,4-t F 229 d)-3-(2-3| =FA] &)
JJ 2l 200 mg (0.44 ¥ %) 2@ N-Hdr 22y 0.97 ¥ %g sttt WetEx dE2elo]l = 0.066 g (0.57 L
)< A7kt 12413 3, 274 20 M= 3]4] oﬁ IM 4 & 2 5% FRIIGER &Ho0 2 =390 §715
S MgSO, ol A :AxA7]1aL, o atar, 2 st wF3ate] A StgES AUt

2.6 1-2-HEA-5-(QH-HEZZ-1-DHlxD-3-2-4-dd-4-Ft2 A o f g d-1-dD EN-3-(3.,4-t]
2y Egdo] s

1-(2-HE A -

5-(IH-HEHZH-1-DAxD)-3-B 4-HF 229 d)-3-C-vetEr IS A )9 = W 4-wy
g -4-7t 22 A} ofu = &

tol A A o 1.69) W ol upe} A 23te] F4 3}aES cﬁiﬂ}

<HAle 3>

1-(2-vlE A -5-(H-H E e} %-1-9N)Wl 29)-3-(2-(U-s]d -4-Fte v el el gl -1 -2 o] &) -3-s] I 5] el o]

0
HaN

OCH3

3.1.1 3=Alob=-3-vd sl ehr] © 4} o gof ¥ = o] A

Aol EYES 585 g (50.0 Ba|&E)S AFE-ato] AAjof 1.19 W whet Alxskqich. A7t Aol ik &
20% A EolAEHO|ER 8E A7 ARZntE 92 AAst] A 3FELS dor) Rf=0.23 (A 74, @A F 20%
o eolAEH o] E).

3.1.2 3=Alobe-3-9 d A eht] @ 4F tloj el o] | = 9

o
>
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Aol EYUES 585 ¢ (50.0 2e]&) 2 HEZS| =2 ¢ 140 = Fallth oF 5C=E Yzhaladth &F v (
e Adag)olr = 800 m (H|EF3| =2 F e 5 1M, 800 Bl &)l &92 Xrleldich H7HE g4ds & whg &3
*E‘%E_E_ 7hskar, 1A17F &2t wdksigith, 7] &A& e E 8l vhg ==Y 257 9F 20CE 2HekA] &+

T2 HEGSEZFEY 500 ml 9] oled B2 RolAEOE 84.5 ml (762 W E)e] -8T = Y7ty gHoz 7T
QOHH WL E =2 39Tl 1847 %, tolgo el 2 1.5 02 3]X35ta, A3 g 2w ¥3} ?*‘“” &, o|]ojA AJUYEF

E_'
x3Fgdor %% stk §7155 MgSO, ol Al Az 7)a, o] 3stal, X stell sFate] AFEs ATk i
55 EE O HE SRS 54 FgES AATE &4 0.2 mmHgol A 140-150T.
3.1.3 3=Alob=-3-dld s Ebr] @ AF t]o Bl o] A~ E 2 ¢] $HA
Aol EYUEY 1755 g (1.5 ) D HEGS| =2 Fg 1.95 ¢ Fslgc). oF 0CE Wzstg). ¢k 158 5 A F
1*(Eﬂﬂ1%@a)o}ﬂ1ﬁ 320 (HEZS| =2 T F 1M, 3 2 )9 gAS Hrtaln. HULE Q‘rzjizz} T ouke B35
S Ao Jh238ka, 1AZE BQF wRESHGITh 7] NS oF 454 St HEZS| =2 F 2 1.950F 9] old B2 R oA g

1E 510 g (3.05 %) -20C =2 Wzte oo
221502 e Aty 3 S8

of ghetar, 21 stoll sFHst] FFr=S &
o] A 180-190C. C,gH,gNO, ol T3t 912

A Q= 23] FEUTH 77155 MgSO, *Poﬂﬁ HAZA 7] AL
L ARES HY o) HE 57358k 4 3ES 9t §4: 30 mmHg
A o) Z2]: C 66.43; H6.62; N 4.84, A=X] C 66.34; H 6.57; N 4.82.

[}

2§ Aeow sheste muagit 1847 ¥, HoldolH 3 ¢
1, o] of

A

3.2.1 B-dld-5-54 9= d-3-)ol A EAF o g o] ~H = 9] g4

3-Alote-3-Hd AT Q4F t]o o ~E| 25 AFE3lo] A Ao 2.2.29] Wl e} Al xste] ®A| FFES AU
Rf=0.60 (A 714, 6% ™ et-L/t] S 2 2w E),

3.2.2 (3-¥d-5-FAdFe|d-3-o)ol | EA} o ol ~H = 9] A

2 Ao 74SE wbg71oll A 3-Alot=-3-Fd AT e 2t Heldel 2B 2 93 g (321 Wel=) B lEE 400 mS a3l
o ehule] YA 280 g= 7kebsith. 50T = 7hAskaL, 200 psie] F42 AT 16w 5, WE712 wh7A 7], 2
R Yol 584 120 m= 7Felieh Nhe71E 200 psig] T2 FRAAZATE TAZE 5, w7 w71 A1 7] AL, 18 ARt 5
P HAAZ T A E Hes T3 o etal, nAE dYe® AAsT oA 1 Sl FEAA AFES AU

AFE 2 1/5 Yo"l ¥ 2/82F 500 me-S Fabal, 20T & W§ZFshgivh. 18417 -, 7] 2o whehulaz, 1/5 tledol g =
/&2 500 me& 7Fekal, —20C 2 WAA A uAE A} 92 uAE A, 1/5 Hol el g 2/8)4k 500 M= ¢1v}s}
stk o statar de el el 2 300 me Foll A &3iskaL, $AF 700 me-S 7hstel A S AUtk ofate] nAE A8k,
AxAA FA FES ATk C H;NOgoll theh €4 224]: o] &4]: C 68.00; H 6.93; N 5.66. &£41#]: C 67.63; H

6.99; N 5.81.

3.2.3 3-#d-5-54v ey -3