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WA, TV MERISICHOW O N 2 ERITFECEREZ A L T D 00 % < I
WIS OEEZA O WERH D, —FH . ZHIAHRAIETH S DPPA KT p-NO,DPPA
7Y RENY VHFICL O ZEILENTND Z ENLEEERIZ 6N TERY ., B2
BOH> ZENTED, FFL, AREORMEEZFIAT 2 & THI-727 ¥ MeFEa
TE5 LB, FROCHOBIEZ B E L, MFEICEF Lo, BIRMIZIL, DPPA KT
p-NO:DPPA #1E 3 2 L& oMl e/ T ¥ MeEMO AR, ST ~ T > — LB
FUEIZOWT, MR EZZ T LT,
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DPPA p-NO,DPPA



%—F CTlL. p-NO2DPPA % FW T SN2 IUGIZ LD 3 fkERIED 7 ¥ N EEZE AR 0 B
& EEEMR 4 T XV BROAKRERS T, —MRIZ, SN2 ROSIE 4 RS BT
IHRNEENDM, p-NODPPA Z WD Z LT SN2 SIGIZE D7 ¥ MM 2Rk L
Too BiZ 72 0-8 RRX v AT VERBICHW TS EToTo & 2 A, BEE - IBET
JLa—) L& BICEOSMTEIT L, ST 27 Y NMEamnts bz, s 2 Bl
(I FME LR D Z 272 <, MERKEZ > TRSFEIT Lz, oz o-T ¥ R
AT AL, BEOKFILIZE D 7 ) LRI T2 2 & T, BAEMER 4 T X &
HETX T,

p-NO,DPPA (2.5 eq.)
R? OH DBU (3.0 eq.) RZ Ns Pd/C, H; ReNH2

R'" "CO,R®  toluene, rt, 3-72 h R" “CO,R® THForMeOH R' “CO,R®

17 examples o/ \ji
Complete Inversion  up to 98% vyield up to 99% yield

(Ishihara, K.; Hamamoto, H.; Matsugi, M.; Shioiri, T. Tetrahedron Lett. 2015, 56, 3169.)

¥ TlL. p-NODPPA % REFHI2x>7 Y FJEE LTHIH L7- Pummerer BUHRN %
FHEL, -7 Y RALVT ¢ RO AR E R ATz, p-NO.DPPA 17{E F, ML LT DABCO
ZHAV, RV UEBRETE T S Z & C Pummerer BUEEN NEIT L. BRI S U
D2 R U, WEOMARHZ RS AER, ATV RVER XY RS CO ARG
DEITT B ENbhroTz, T THEEEATF VALK Y RIZKRD, 7Y RAFILAL
7 4 MEERE T To, ORGSR, HEK - BEALVEX T e blicE R R < S I3E
ITL, AT NHERFE EOBTEIRICT ¥ MERISDETT LTRSS T 27 ¥ REE255 2
EMTEI, Gl o7 Y RANLT ¢ REZHAWT Click RUSZITV, AEMTEMEYE
(B AN UBLT B FAEERILER], 74T 280y v TRV 2L —F—) ~DiFEEZ{T-
77

p-NO,DPPA (2.5 eq.) alkyne

o . -s. Ns o) i /Qo
i DABCO (2.5 eq.) oSN Cul (cat) s, My o N
R "Me toluene, reflux, 2 h N sLN - o
20 examples =N
up to 88% yield

(Ishihara, K.; Shioiri, T.; Matsugi, M. Tetrahedron Lett. 2017, 58, 3932.)

% =FTIX, DPPA HRDOT A A ZFA LTV KX AN EDT T — )b
(KA Rz 2 7=, DPPA fF1E . ke LT DBU ZHV, b T UREEIC TR %
ZLETHMARDBSEOND Z EE R LT, e EREEZHETL7 0 REv 220
THEOBARMPHZR T 2 A, HFEE - ~T o BEEERT LV RF: 2 AIENETHAE
W w52 705, BBHAIRT v R v A TITREWKIGRMEZVLEE L, $HeT 57 7Y —
JVRIZHFRE DILRTH - 7,



DPPA (1.5 eq.) N-y
_//N«\ OH DBU (38.0eq.) R—</ 0
R toluene, reflux, 16-48 h ”/N
20 examples
up to 93% yield

(Ishihara, K.; Kawashima, M.; Shioiri, T.; Matsugi, M. Synlett 2016, 27, 2225.)

TABNEN 31‘%“1? CEDWTIIS SR 2 BT 5 2 & T IERm k& SOSEH o 5HE
ERBD LI, SRR E 2 B0 5 & S GIToNT b L7, FHELE
5. }im{mfz’)){%@ﬂﬁiﬁﬂ/# DIFEEZ R DDA+ ThHhD Z EBRREINTZDT,
B2 S bR C A 5 2 L TR Z R TE 5 LB AT, MR OGEREETH
XV EHWTRISZIT T TA WERBH EL, RISKHEZENRT 2 Z LI2bk
LT, MV AERBHCRNEETH S TZIEIRT v B 2 b0, BOSRIEHI @O E
B2 AT L HREICR N T, AR OEINERTENE T LT NI Yy — ka2 fGo 2 &
IZRRED L, EEIESL [mhv s v (R3S, DT e 2 (Merck)] O#EH RS RNl
ISR TE DL T LR LIc, ARUCE T X/ BEHRO A EEZ2 REICHEHA LI 2 A,
MIST DIFIERT X )T 7Y =AM/ oN, 1E2EAETE T 5T ERSISH
AT 2 Z L LN LT

DPPA (1.5 eq.) N\N
/NJ\OH DBU (3.0 eq.) R—</ 0
R—/ xylenes, reflux, 2-16 h N’
24 examples

43-99% yield

R
R
DPPA, DBU PG /k(N
PG. N.. > ZAN

No or Little Racemization H "
HN-N

(Ishihara, K.; Kawashima, M.; Matsumoto, T.; Shioiri, T.; Matsugi, M. Synthesis 2018, 50, 1293.)

LIl 3% (1% DPPA, p-NO.DPPA ZFIM] L7=Hi7= 72 & M FIEIC OV CRFZE 4 JRBA L .
7Y RIEARKGSEI LTz 3 k7 va—vd SN2 7 ¥ MMt Pummerer BUHAATIZ
K57V MMesUt, N T b7 — VEROFHEMESE L E R L,

ENIE Tﬁ'—%%ﬂﬁi‘ﬂﬁ . TV &R AT D AR SR O & I A WIEEE A R D
OGS E LTCHIHATRETH D & E X TVD
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KFEXICEWTHEEIL, VUVEFRARET7 D MR EERT 2HBERICEICET 53K %+ B
L. POR72FAVICEDAMRFRLETO SN2 RIGEZERK LTz, F=. Pummerer BERFIRIGIZ &
DERERFADT O REFBAICEIL, PO RFAFILRILT 4 FONERMEREZMIL LT,
EHIT, PORTZAVETILRFTVLERV: 342] BIEAMIZCKVBRICT FSV—ILERE
ENTFRETH DI L EHLMII LIz, ELBREZECLICENTIEUTODEEYTH D,

F1ETIE, ZFOEOEFRSIMZFALEZY VEFEKZRET7 O FER (EX(p-= Q7
ZIV) ) VBT U K NO»-DPPA) ZRLY, 3fRT7ILI—ILDKEEDRBREE ML ERFIZ, 7
DR7ZFVERBRBEIELHZET, RICEZLHEVWEINTVS4BRFLTO S\2 Kt
[CEBT7VRENETTHEETRE Lz, FEARGZH#ERGEL, BARICEELEGEWO4R
72/ BONXAEEEERERICHIIL T,

% 2 ETIX. NO-DPPA X )LRF L FIZHERASE 4 Z & T Pummerer 2D 7 ¥ FREERGIRIGA
HEITL, a U AFILERFBLICHNEEIRWIZT D FENREATESLERE L, FARE
& Huisgen FIBFRIEMAMZEZRAWOTEWEEYNE (EXMN BT 2FILIEERBEER (NCC-149) . &
U quorum sensing modulator) W€, EDORLICTERTESLERLT=,
FEIBTRERZDIZzZLY VETD R (DPPA) 27 2 MMEFIE LTRLWIE, ZILEFRSLED
[3+2] RAEEAMRSICEYBEIZ IH-T SV —ILIRDBENRETHSI X RET EHIC 5
MERSEERTICEY., CRETERSIATUVEN D E=NILF—HIEBHETILRFX O LMLD
TRSY—IIRBEICHRIL. BEER (OHYIILE 2 Merck) . Ao THILE Y (KBAERIEER))
WIFhEtBIEREE) ORPEAERNBEEICERNTESI I LERL
KFXDAERRIE. BEEERAFICETET7 FMERIBEERELEZZIRMN)—DESHIZH
RAGERMRZE5Z53DT. FEMLANL, FiRME. BZEEHTOA /0 b, AL FELRX
ELTODEHZRBATVWDEFTMETE D, KO TEMBREIEIRE LT S,



