SEREKRATATHTORBB & RAME R |

(7F8H) RE RE

SERKRAT 4 THTOFREBRTREOMREIL, KBHN TORKS 758, FICBUKEHEEE
RZEBHHCHERT & T 5 BRISHENOERBULFENEKE EBIZ, JU—-2 I B
D=7 EL DD "hot' BRIARBR THD. —F, EBLBEMEOEE LI, RRBLEOHE
&1k, MEREOENHRRL EOERE TOEBMENS, FICTETO AR EZ PO,
H<HEEOMFEREND 2, HITHAEDIL EF M) TIMEEFEAOHR & & HIT high-
throughput synthesis ZERT 2FNR FERE L THZREFRARZEBE L DDH 5. MEMEES
BERIEDE < ZHE—IERICBWTRHFIN, ZOHEEITIEBSE - BT OSEAAE O
AR EFIAICK D EERESZRTDODOH . EEHMEMBICLZKPTOREERERITZ
NSOBEEEZ —DD AT LAICEE L ZBEOMBERERD 2 5.

BAGHEBENERE D FTHHEIRIUAF L —RVIFL 2T -V HEERE - X LICES
SRESEAMBE L FEREEZN LU TEET DI ETKITOMBHERERTELZERL T
To. BTN S D0 LA S % FOITRETL TS (Scheme 1) .

Scheme 1
o} CHs o}
HZN/\/ [\/\omo/\/]n \/\NHZ
CH,
% EDCI, HOBt
+ HO—C—@—PPhZ
@ =170 um

loading = 0.41 mmol/g

O

@ Q [PACI(x-allyl)], Q Ph,
— N—C—@-Pth N- P
H H P )>
cl

REMZPAMETETHZ - 7UVIVEBRKIES, BARE, 70X -y 7Y T RIBEE
THREKRAT 4 THRTHIBIETL, DUAFHARYY —MERZ LRIDERMESNZ.
REN BRGNS — 2 2KREIZRT. BHEEFCIOMEORNEAH BESTH 5. HlxiE—
BALRR BHEARIGICEANOT Y = IDEREFHEADFE (eq.4) TIE, 3 0 OEGHEHF
FAMNAIEETH Y, RARBEEEZFR> TR, £ ZOTRESEEL FHENT PU LSS I
KPIZBITBDEODORIGII BN TE—RAEIC L 2EROERTIELI DB LS BVEEE R
Lz, BIZIE7UNIATFIVEEIZNT 22— UG ILFREER AR IBAED
T ULy T 0k O — RIS E UTIZE 2T & A M SN TR,
B2 DBEFEL 7z PS-PEGBFFSEAIC K > TKFTHIEIND (eq.3) .
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1

Allylic Substitution R\/\/R + Nu W R\/\rR (1)

OAc Nu

1
Cross-Coupling QB(OH)Z + I‘—© inH,0 @

1
R~ R R_.~ R 3
+ \/\( in A,0 (3)

OAc

1 N
Insertion — (4)
1
— - 5
+ COOH inH0 @W—COOH ®)

RIMZHEINH2FHEEIIBKEICEDWDIE Tl TH2. KPizBWTHIRES ITE—IC
WBERET, BOTEHAKEDOETHLRUZAFL ORI ZARICHHBRLTWLS., Z0ok> iz
BUKYEIZSIMIU TEEMICBEIN G EERREHICBWT, 14 HREH GEEZE) &
MREERVTF L7V -V EM 2 BL THEMT I & TRKPABRERNEITTHEEZ T
W3, Iabb, K, RURAFL >, RUIFL 7)), EEEERENBOBODEE
ERELEBENINS OBWKISHEIZEN > TWEDES 5.

PS-PEG #HFf/KH #AEME Pd SEMAAME DB & LT, KPP TOBEEARFTHES B 2R 57~
KPP TOFERRIGIIERICZ L <, SEMNERAHFMERTOEHIIE N, T TEAMEROF &
ELTHERERERERL DDHZ2IEF NI TIINFHEICK 2MEREEER L7-. PSPEG
Lo R, BA2D7I /8, AR—Y—, NITU—IFAT4 > OHAEOLENSTLS 100
BOKPEEEARERA 74 251475 —% &5 - BEL Pd il 7 V)V AL B RSIZEA L
. BRUGRLE 7522, EFTFINFRAT 4 D6 BREND, BE 87%ee DILAEIRMA
BEonk. K, BEMMBEEVOISRKBBEORETORBETHD ZEE2EETH 5T
REENZZDHDD, RERIGELTERL TS LTS WN#E#.

Scheme 2

Ph__~_ _Ph : 0 o)
: H
\/\( Ph__-~_+ Ph : N—('.‘l N—(I:I—CHZO OO
+ X
COMe MeOC MeCOMe . CH,4 PPh,
Me—< :

COMe Conditions: 1 mol % cat, in water, | PS-PEG-D-Ala-Ac~(R)-MOP
K,COy, rt. 12 h !

87% ee (R)
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KA BRREME R B A DOBIFEIC L 2B AR OERIZHEME L TWERE 7 I VBERD
BRI oTho3Nk. TRDOBRABIBH I EF MY TSR FEICL D HSENE 3K
E27073>05475 —2BEL, 2IhoHLLWAREYI Aoy rELTROOT 2
50 BEE RNEL TV (Scheme3) . ZOHIRICEDEBEEINEAIVS AL K=
BREFBOIRAHET I /B AT 4 ATEMAO B HIRICEE 510 ko TREE SNILRE
WERMLFTHS. ZORMTFERATE ZETHRTULI AT, BR7UILI A5 HER
DABFT VL BRRIEE KFTERLZE ZANWTHORBETH 90%ece 28Z, 55 98% ce
DAUEBRED EBUZRIIL T D (Schemed) . T D& D72 — M D 2 BT A RIS 34
BRI — RS E L THEAIRED TO <, BAMESEE, Khisetmy s LT
I RICEEIT-RETH S,

Scheme 3
0
o H
MeoJ\%NHZ C—I\ FG QCOOHQCOOH
X R-N (CH,) 0 N
NH ,\Il ‘n/ :> H H identified M
v NH \ COOH >
x—.(j z_ - [_)-cooH(T QN\/"'\/\
@ H N 1
~ % NH, 2—>_ COOH novel basic chiral unit,
X HCHO, R-CHO, \~COOH r pyrrolo[1,2-climidazolone
Ar-CHO N N
Scheme 4
o)
? 0COOMe cat. Li.CO CH(COOR),
J (), - —@—N CH,(COOR 3
@— n N 2)3 X ) + CHy( )2 20°C, 12h
P)Vl n= ? E - E/{e in water n f? (g?:f’ oe)
M = PdCi(n®CqHs) Phy no2 - ne2 égacy: 22;
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