&9 g wlidxi (pele W)ljg

ool o&ils

(SO OIS HEK)

(ST GialS) (o oyl (canli )5 ol b1y

29 Oyiand b g 3 gl odly LSIT a5 b 5l oy L siisianne o 0
O35 — S &bo y0 (e 9w giliw 50-F B -9 5 6o-T ¥ & yglxe
ST (gDl Lo 50 59300 ylgie 4 o ) Luglla—N

Ja.wa.a

GLG.)U & loww

el oliw]

3957 puold s S

A ot






&9 g wlidxi (pele W)ljg

Olbelo ol

(SO OIS HEK)

(ST 1) (oot oyl (ol )5 4ol LY

29 Oiand b g 3 gl udly LSIT a5 b 51 oy Lu siisianne o o
O35 — S &bo y0 (e 9w giliw 60-F B -9 5 o-T ¥ & yglxe
S (ygudlds bo 50 593001 g 4 B Lwglla—N

h.wy

GLG.)U & loww

el ) oliw]

A oty



[NES R

20 Crfannd Jid g 5 gl adle LsUT g W 51 fouds b ppsdiionns 3 0d
35U — (Fer &ale 10 (53T 9 Fugilaw 50-F B—g JlS (G- TV i yglxe
LT (g Mals Ls )3 59 50U lge @ (2 550w =N

:L_‘;‘U-e—usie

sLeob ailow

b ob
e Glaie a4 olBails (eSS Cluans 4y oad adl |
Ayl bl )5 a0 33 (gl oY ez sla codlas 5l
:Lgctl.iz) o

Oliols oKty 5l

Sletaz o Lol (bl atnd buwgi sudawl g U5,

ginl ) SLl) lials oSl ¢ saati 0aSails o JT ot Sliobiusl ¢yga8T ould s 355

gl Sablicds oSl mnd 0255 o I mad JLtls isgmapa 31 S o 50

g‘d ........ (ol Sl) ojlials olails « pomd 0uKitils ( JT canatt Jlolind ¢ LS 050 1257
4/; ..... (hoaSS SOeaaons surglas) il olisls s 00K iy 3o gt Jlslinl o guilonds dorl 2SS

WA o2



e

0 07 /“/
(I)Lut/v'u(/» (/,u’lég/
® ] .

e 7 { T &
rﬂ;uL/»J (),u/)d;/ IRPDLL

»

fy / Jos
u./ bo “ o, L & e Z
r’ 01 D P I eV I L2 ZAOATA (/ 1379

/ Vi /
. rﬂwwc,o(z:;m%m/;,/,

"
OOOI(M}
o

r:l/"hub)’/

A



' A - /r " / . »
37 g A TG e DAL LTI TG e o5 o o d 20

& 8 : 2 » / 00,-4“/ L d . R /: ol )
zuﬁﬁ/uljﬂ,;{&x(k/9 29 s '/}’U/b I.T/Vr//lu')//)wét’ul
* & " /, . L4 LI » 0'0“ ° ” oo 0 . o
dulr b iif::/1;,u'u‘/ub;id/;dbjbw’u’bfl}dﬂilrpuﬁbV/lﬁb.,zt{j

/ RN
.(/'J.H/;W»//@:

‘ / oy » oy .
i1 lutnuuiU’fdk"/./!;dﬂ‘)_“«{.(}tj/@b [ Rt 15

VR
N o .
//U’ lsses M ut) ;'«Lf./; (/ kst /)/

7 e / Yy w N M " y S 0e - .,
ob{m'/d’fu;/'w/u’/)(/’;'/d’;wu‘/ JESESStsA UL (/fuw;u’ bl

. r/[/'i s



PRV

@ yglxo 59 cyimnd Juid 6 5 byl Ll JusIT s b 51 ol oo pdiiono 3 o
@ oyl J=N o )5 - S mbo )0 HehaS g Fugilwgo-F b g IS go-Y.¥
ST gy L 5 595000 (ylgie

e sl ailows

Wado g, ‘as” sl o 4o sllwlgas lge 4 ol J.,,Sﬂ S| 4y azgi b oaol LL cpl o
Uit bsliea 31 ool U laay, IS LSIT 45 Lo gl bl 51 iliseo gloil s gl (caviiios 5 yi3
L 5 absye adle (5l sl S mle ;5 (DDQ) (1555 55gilins 507,15 o-YY 5 (PPhg) (i
) L)’“"s) U”‘ )‘ oolawl L: i) R PR 43‘)| L_’;’)‘)} b‘).w 9 wLu.a \.\.JLQ '«09.».59.0—‘ A_>)9L7u> B

28l cews o baassy JSIT g lass pp ST & ol
0 il pae s T slozin ;o saxie las )5 bl 4 JeuS'g 0un sloog 5 cdadle (e
Sl calize Lyl d 5o gyl Gl bl 4 ead Jlo Lhle JeuSs ane slaeg S Lty (ol 50 05
Gl 5l il oe 4z g 990 Yl Ldlore 09,5 (51810 gt 3 g ()l b obad e sl Pl 5o
3 ol L loanT oo Jeais 7 2 UaornS] s (sl 5550 3, 40l 0l (] 59 (et
el 0 @ Pl a0 bl 10 ,93db Slsie 4 o lle 55N 5 (HMDS) ol g il S
Pl e lalpd 5 695068 szt (o bl leslinnl wiile jow (ool laadlie 5l (S le,
‘_g)fgb’d.il 9 oolw (5)51&0.;:4.1 ;ol.'@f ‘SL.QQLA)’ 3O R Q] Js..a:;m YL ‘_gl.a:o).e‘). aQ L5>L..~...J\> 5ui:..:5|5

Bl €3S s3iaslomssF B3 5 S0 €oindduibis i adlle ST €l Jblo sesutals” colals

eS¢ G gumdiolis € )L 9 SN ¢ S



Ay

Ao Olone

oo 1 Jgl Juad

......................... Xeoeeeeeeeeeeeeseee s Loyl i slaisp, 5 oadle ST caanl 1)
T Laadle ST & s JS1 oo =1-)
..................... VT laadle ST & L 51 bl oo Y-1-)
............................. NG et S sy 1o 0aS cladlon slaog 5 i Y-)
.............. Wi oy sla oy, 9 5l bl Juies 5 Caonl V-Y-)
........................... Y S oS g Lo JSUI (ygmadlibsl V) -Y-
................. R VOSSO o o Y1
e PR 6’9" uL’.JLc\—v—\
reerrrrenrrrereeeee XX Il sl ;0 Pl g slo2aSTy Y-Y-)
A o (PPN adllas cpl sl 5l o F-)
P e 1e90 Juad
.....\C’A .......................................................................... SABA.CUM.?D \—Y
SO Bl s SN 5515 Lanags o S (30,5 o el STy IS bg, Y-V



UTTN. < < PPhy/DDQ alews 4 baale LSIT oy a3l LUl Lotecs 5 hos IS s, ¥-Y

XY PPH/DDQ alooss s 9,15 Jostes 2 4y 51 bl tocs 5 b sias i Jaos V=¥

S OBl g 5N 5 U Las g5 ST bl Jio 6 50 4 oSt oS ST g, TV

Bl 95N 95 JB Lawgs ST (gdginl bl ot s 570 & oS gl Jros V-F-Y

595061 Loy ST sl 509 IS-Y Llilo Jies 5 -0 a4 panST oy 5=V Joos V-¥-Y

VPO POTTTPTPPRPOO RSN AV

G5 Ay Sy ipgu Juas
©>-Y¥ o (PPhy) aus Laso s 5l oolaxwl L bodle ST @ il blofwe s o V=Y

TE adle psisel Spslre 1o b s adle sl sl (G bl ,2 ODQ) (5S 555l s3-F b3 15
DX s G S Az V- -Y

oBEleg SN g3l 5 (HMDS) bk oo dieliSa 51 oslial b bappeT oypmndldsls Y-Y

/A .(NCSac)

4 N ‘_g)..fw \-V-Y

EN ettt &bw

NDu i S g



W) Olee

bolee 5l eolanwl b w5 oot o 51 LbloJiws 5oyt has -V Joguo

A5 ssigel Sslme ,5 by 5 [BZMIMICH oy 18 asdssloasl oY= lisir| s azlo,s PPhy/DDQ

EDuervieiiesiesses et il Lyl 45 NH,CI

9 &bys PPhs/DDQ (V/Y: VYY) lawss lawy IS LI @ ol blo hites 5 o Y=Y Jgus

1+°C sbes ;o (NHLC) 0y IS pgsgel &jglme 40 b g (BZMIMICH oIS o gslones] JuieY o i)

P X P SRS [ FRPUUIC { BT YCOI Bl W WY ICONPC o RPVRPUUI 1 IRNRT TCON IS FRVCIF, J g PR

D, walizee Lyl 53 5 0-°C sles ;5 NCSAC 5561 5 (HMDS) )l

(Y mol%) ,45J515 g HMDS (+/A €0.) lowgs bpanS| Jubslos a5 5-0 @ ST o :F-¥ Jgo

DAeii e B+°C slos 4o 9 Pl 90 Ll 15,0 NCSac



S

N



.u:f :Jﬂ‘jﬂ’

dodio :Jsl Juad

T i by 9 uddle JusIT conal)-)
G ol Glsiee o laigFa aie JI gl o pee slolaly s> JT sl
Sl iSTly Gk 5l oleS 5 ol Jle Glgiea ged hod SlaS 5 500 5l (gag 008
Jodo (red 4 Ngb e oolitul (S n)S lawisy St 0 JGsl, by el
el 05,5 oy T gloyine ;5 (glotyg ool 5 coanl oyl 0 sl STy

bl S b 5l sl e a5 anil e SLaS 5 ol 5l glares adls ST
wossldsles 258ty nl 53 oS oSy VAl wul casa pgisene Sl
58 ool 5,00 (PPh3) © itd hide 5 b S 55,0 a5 Zewl (DEAD) " MenS gy ,S
s el 5,5 5 oo il Colls b oS 5 DEAD oS el by 4y p3¥ il 0,05 o
L PPhs 5l sl asile el ond ooliiul Ll sl 45 55 6,500 b ne 5 Sz o)
— opdgls it ] o Sadlal s Y] py asle slacessoyg xSl L CIPPh,
[#] (DDQ) )5S s 5ugilowso-Fd-3 S 65T 5 [6] (MTAD) o)l s-0.¥

o S plisabg e slaadle 4 oads clidlne sla Sl puitins o ;Koo B )b |

Jolis B ol gl 4Bl dmnsg slosiy (B [V] 9500 wgmme sido 5 oo (gt

! Mitsunobu
? Diethyl azodicarboxylate
® Triphenylphosphine



.u:f :Jﬂ‘jﬂ’

-6y 5 [V+] SiOx-ClINal [a] g se s JA] dnpss mind Jids 5 3l oolicul

wtlygn [NV g 155 58 5 comind i
sy 3 Syt b bl 5o JT slagiis s beadle ST sl o)l s &

o se 00l S5 et mbie o aS b 31 Ll o b JSUI 5l T adss sla

FXW)F S J,,SJT a b S fous 1-)-)
o2 090 sl sl IS 4 T Gla Ul 3Tz g o9 Las o 1AVA Jlo o
5 S Glos e 53 bend fids 5 5 el 3,015 b (LT sla I [1Y] 28,518
L o cpl gi oo oo oyl blie slaos IS LsIT 4V +-10°C sloo jo g aids Y-

=) JS5) s9ise plonil alF gs Wgm ol ants Lai>

@

I
R_B R_P
y//\/'\/OH PPI]';/C]';C-C-CCI*; - ) //{\(X/C]
[

.PPhy/CI,CCOCCl; oS s laws IS LT &y LT sla JSU bows V=) S

S ol Jpamma L a9 5 Jol 55 sladSUl )50 50 o Col s @ p3¥ e
Jsame WL pgw £ sl SIl 3,50 50 Jg aibioe =00 o oY alos S g 898 oo
508 0l g g (B glaiiSly Fpleoil St 3550 50 S5d o0 545 2,15

R R e



.u:f :Jﬂ‘jﬂ’

= . L. \ —
Lo JSIF 50,5 Jlop 9 50,5 05 lply 6,58 og) Gl Ked g 5095 Voo e Jlo yo

5 355,5 ooliiwl (o IS pgigel Jte (68 (hite —gu5 Juid —g,05) 5l lagT [AY] wisls &l
mabg e 2,lS ST 4 00 g9 la Sl 4 i (VL SOl L L) gl g9 sla S

(V=) JS) wioys o s

M Cl
@ 1
N
Mc/ S—Ph
(CPMA)
OH
Re CPMA
R U_OH » R X

ey JSITL g 00 157 LSIT 4y Jol 98 JSUN bt hoas ¥ S

bylys aiies agd BB sep podsel Juis 15 Ojsloe 50 laasey JSIT gy cnl o
Lo & ol (sloog S L 5 5 Lo JSUl oaisS cliblne Lol (glaog,S b STy mdlo
- el 55l s gl Je (gl
LS badle LT ads sl |, s SOl by, GilSed 5 50l
poisal LS5 &pslma jo PPMYDDQ bslia is,S Uil basile o sl

g3 o o361 slos o b 5 +°C glos 1 (ylies IS o D8 RUNX (X= CI, Br, 1) ol

! Gomez



.u:f :Jﬂf

SVJSE) WS s Vb o0 b pliabg o slaadle JSIT 4 1) bagibe o o Jon o sl

5]

PPha/DDQ/R,NX
CH,Cl,.0°Corr.t

Y=0,S, Se X=Cl, Br, 1

R= H, n-butyl, n-hexyl

PPhy/DDQ/R'NX sics SaS & laadle LT 4 o Joiko § o Jouls ¢ la JSUl Lo Y=Y 5

g9 sl 55 5 pgs g8 Sl O jslme yo Jol g5 sla Sl Gbg,y gl 5l eslatul b

9925 9 Jeblodites 5 dovrnS ol daab cpsw g58 Sla Sl jpa )3 a9 b g
glaadle LSIT 4 bl b 4 ol 5 bacdlswss dagliea Yo doysl Ll
ooy Jyazme Glal (sl et e s pdy uyiwd o Ngdioe Ja i, bl
PAS (yuitred § Cawgddiwd Glgicds adla g3 Ol Gl (361 glos jo yuiSTy ploil YL
ymms o9y ol Skl T Co J& 5 e a azgi b Jsse (3glle 5l eslatal

el ool SINE-Y S o STy gl peilSo 050 o0

! Work-up



0
+
- 5!
O—PPhy O-°PPhj
NC Cl +-  NC Cl
CH2C12 R4NX
PPhy + DDQ —2—2 S
0 ONR,4
1 2
_ +
X R—YH
G=PPhy OH
RYH )
Y=0, 8. Se - + RX + Y=PPh;
NC Cl NC Cl
ONR, ONR,
3 4

PPhy/DDQ/RINX Lawgs laadle LSIT 4 la Jgikos g b ool dlo JSII o peansilsle F—Y ST

LI 155 S s alo e 5o [VF] 0,50 o 3929 0 1,V SLeoS PPhg L DDQ It

b iiSpan Sl o a5 aiS e obul |, ¥ o)lad basly oo ) uSheaS b adla pguige]
~diwd alos bl 098 0 Vool awly 0> LSS 4 yxie RYH (Y= 0, S, Se)
=g 3 S e ol ) S5 0550 adle LSIT canly a5, adle (3 SN2 e
(Y=0, S, Se) JSis 3 9 DDQ oty Sslag,l 5l plgi oo STy ool oy slo

5, pb PhgP=Y



.u:f :Jﬂ‘jﬂ’

3 sl ST a5 sl Lo 31 oolitl s 5 odbo (sig o sl Samy ')

54 O oyglgpl LSIT -0 V0] wis,S zykae YooX Jlo 0 1) pgs g Jgl g9 sla Sl
OV STV L 0yS oo JS2 DIC) srors2)S Jgnanl 63 9 JobonV-Jed-t STy

O ley Sow 4 g 999,50k Ll cos THE P> 0 #0 (NBS) oes] S v 902 -N

(O-) JS3) 5,5 slomsl TAB o380 b 1, YD sm s LSIT Jgmmms i

O
a X=Cl
N—X ,THF b X=Br
c X=l R

Jpr
R N 6 O
/\)\ /lk iPr Ph/\)\x
Ph O H*

microwave irradiation (p o)

or

S R=H - - 7R=H
conventional heatin -

8 R=CH, 9(AT) 9 R=CH,

b bt o)gly5l JoSIT -0 (2385 o5k 5l laadle ST & Lo JSUI oous = S5

HO L &> SaS 4 NXS

# s Sl bl e 2Sly (g i 2STs oy 00 e el NBS 2138l

i ooy yo STy ax ST acdl ialidl 1AY & iaiSTy o0 i plxsl A-°C gles
L oles oo a5 sl o LmQT Oz 0 sl NBS (Vlg STY Bro by (cels F/0)
a1y S Tl 5 058 a0 pglsnl St ok 5l ()b S5 g 4 g, ol 5l ol

5 DIC) 3io205:,8 s msiliss b JSI sl (agy cnl 5o 05 Jas laadle LI

LLi
2 Insitu



.u:f :Jﬂ‘jﬂ’

5 STy ey (5= USE) g slon] abgs e adla LSIT (10+-V8+ °C) g15,50k il

\
N==N_ (DIC) ,Cu(OTf), 1, 1h
'Pr
R-OH R-X
NXS, Solvent, AT or po
R= Primary, Secondary X=Cl, Br, |

Ll 5o oud oSl blite o pslyinl (aiSTy oy 5l laadle LSUT 4 Lo Sl Jhas #-Y S5l

s99,50ke b b gl Lals 0 NXS

ats @l V] CUCT Jsere (550U a0 i CUOTR)z 550U slas i Sl
3O oz 0,8 o,lil STy pl 0 CU(OTH)2 g5 JUl (VL codled & olg5 o 0,955
P o (plply g 05d sed o)ly (iSTy bolee 4y 0y IS g 595U ol 5l ool & 50
g5 S Sl 5,50 ;0 9l gad JoSt5 kS LSIT (o8 Jama NBS L NIS jl oolicl
@ oSl fows )0 omizmen 5 098 o0 sy (Sl Jpame lyie 4 (Bd> Jgaze pgo
-5 Sl Jgame 5l 55 ox gy ol 50 (e g ooy S 4 o) laayay LS
gl
o S 51 lasg IS ST oy millSen 5 oy, gy Yoof Lo 58 cizmon

slogley 0 g Pl g Lnls jo of awwl SoIg 00 5l eolatul b 599,500 (20

! Reid



.u:f :Jﬂf

L5506 (9 bl g 2Ty ol DIV] el oas (3055 (2aSTy olisS L

ol e 316 4y HCI JUiil alo o .ol 33,5 ool dn s pdiinnd 9308 55 350 Aiilo

(V=) JS8) 09 o0 gmaznn S s 04Ty Al 5o

HCI
M.W.

C16H33PBuU3Br

155,50k il SaS 4y T HCH 5 oolial b L JsI1 51 ooy 1 LSIT adss V=Y JSC

-8 jeam 50 Bl 90N g ge N 51 il e 6°l€—‘}5)-:3 Jlo e )0
60 Pl o e slooype b pli bl slaasay 5 oy 4 S Lo sl e

(A=Y SKS) wso S eolainl Jus bl b cod g 361 slos jo lieg IS

NXSac / PPhg
CH,CI, / r.t.

ROH
X=Br, |

U1 sled 53 g lieg S 65 N> ;0 NXSaC/PPhg jl soliiw! b lassay g laase  JuSITodys A=) S

Jol 5 095 cpgms £55 bz (bl sl ISIl Lo sl Glol a5 cal (ogee 35,

VAl sgy000 S50 PPhs 5 o Ble glloN ag cons jl eolatul L lislaodle

adlls 0)90 2Ugs slabole o il oSl gwlim s ;o ho, ol 6,5 oLl



.u:f :Jﬂf

Goleitn el gl ATy cpl byt cod Sl sl aeels 28518

(A=Y JS8) cenl 5 O yg0 40 2iSTg

-0 w.O /\
S §7 + ROH
[\_Ij_ PPhg > N - PhsP—X
0
0
W + o
50 pnp -0
N- Q\C‘)\—R @NH + OPPhy + RX
O Y &x‘ 5 X=Br, |

NXSac/PPhg ;! esliiwl b laasay g laaws p ST oy qslSe A= S0

Lol JsIT 4 b 51 s Lw Jyod Y1)
b plosln byl Jeblo ST 5 25Ty Gasbo 5l ooy ST angs VAP Jlo o
Sade Lilpl b STy cpl ce ol ool 5,155 (PhaPBIr2) aue pso putnd uidis 5

IAL (Vo= USa) 09 a3l LB ZNBrg 5l 6951

ROS|R1R2R3 PthBrz , CH2C|2
r.t

RBr + BrSiRR?R3

e 280 b L85 5 5 b3l slo sl bl LSIT (65 oy 2Ty VoY S



