. NEWS RELEASE 2023. 12. 18

Al &

R
A F
TR TCTAFESGAOVEMN

RTF FEZEEROMEICGES L ZRE !

~ RURBPHFATF FEELZD
M LLWSBURICRNSATREMSE ~

BAXEXEZICERIO IEH B2 EBIROMRIN—713, HE OHIE" il
&Y, -7 /BAROFEFEIRTV2 DD, RTF PP 2HENICICEERT E2FE
DREFEICHKRILE LT,

R7FFIIRHRBEEERL LTEETHZ LD D, ZONENLERFEORFED
BOROOLNTWET, LALEDD, RO—BHESHKRFEIX, KEOREEYZAE
THILFEREORE ZAVIAELFAVLLNATWVWEZ L h D, EF, MEEZAV3S,
& ) IRAHOREAMED TS VERFENDEBICHEIEE>TVLET,

FEETRTNETIVOLORIGICE ST I FT 2t Z2AERT 3 FEIEERIEZEL
FHTHSEZ LD, TNETICFERRANEAFIGLMEIBZHARINTEE L,
LHOLEDD, -7 I/ BEROFTEFEIRTADORTF RZLEEKT 5 KIDICIGH
TR EHNTEZMEITTMH TREMNTL /=, IBHEZRIROAR I NV—T1E, HIRTEY
BVWBZLHFAVE DPa-7 I/ BRROFREEIXTUDORTFRZEART 278
Ofige LTHHETESZL2HRRALE L, AARE, REREERROBEPRTF
FEESOTENRERMICELNZZLHPHFINET,

AARKRREIZ, FM5F (2023%F) 12 A 13 B (K) ICKEEILCFELDOERRE

[Chemical Communications] (DOI: 10.1039/d3cc04856))
ICIBEEIhE L 4, FARBEEXEMEESHNENAREEE, BFKRESLUVEE
HEOXZEOL LiThx LT,




[ ARDOENE ]

TEI/BIZATILHSDRTF RiE

BERORCEDZ G S UCERAL 205,
cFEIVHEBEULT, BAEWTY S /BIRTILHEIGAEE,
AU IRTF REBRANDBRAICHEI,

[ AROESFELHN ]

2

. ”)erR
R “OH ©
R7FR

PGHN S
- NJYJR
O/ OMe
Br
ATRRGIC, @ Q
ﬁﬁénééﬁ¢%%

RRFEDORTFFEERIE, BESFEEREAFEERONIZHER O I LH L, X
HABEEERE L TGEFEFEINATVWET, 2079, XR7F FOMRA» ORFERMED

BWMEEARFEORENHCEINTULEIOHRIRTY, €K,
RAEINTEERRNBAHERE LT, RT7FFDO CKE?H O N Kig O @ICT

R7F FOLZEERICF
I/ EBRE

ZHRTIRTF FEHESHEFAONTVWET, LALEDYDS, FFETRRTFF#EZ

BRI S0, SEGEFRET I /BREBE

|, RIEHAMNEOR =D

~ ﬁl:E»] ~

RIFFEXRRDEES

TI/ Bz m

T/ B
Sy 78 o
T3/ B -
7B TSI 7B
Pa vl FI/BTI/B
SHIRRTF R
7B
7B 73,3{3/&75/&7./&
T/ B FI/®
T/ FI/® FI/E
78 78 BIRRTFE rom
7S/ B
/8 7IH
7S/ 8 e . =
ﬁll&ﬁﬁ’\”j?-h ¢ /§7s/g§ T/
FI/B T/ B

T2/ BABEND THEKEL RTFR EERIL,

UTDESFERERE HAEEROFRE fEHFO0

IEFERFENERIEL TV,
- A=y b ITRTEEVEES
- BOKEORZME

- AT K Y BIETTRE

HIREDEINTLE L7, Zhioxt LT, BN LSRR
EREOEREZR/NMRICHZ, MEZAVTRTFRZLES

AEIFPKEICLDEICLES -, BREPIXRF
¥, =
| | EET 6 ﬁﬂﬁ—c‘j—o

~ %22~

HEDODRTFR HBRE
R2 0 R2 0

5 AR o H AR
ﬁﬁg:\N)}(OH HzN O/ E—X s *xé\NJ\n/N O/ E=%
H + : EaRE H :

o) R’ - O R )

RETS B _
2 . RiER
R y @ i1 RTFE D
HZN)W(N : /E_X—> ww T1Y HIL
0 R — &
- CERIEMD NKIBADHE, REATTE
- REORETS J B BARENALE,
- HEEL R E, BEREORANDS RS DRHE,
| D i o
OR® Koo Bt poes” ﬁL H/kn’
% R1‘V OH ©

- MIRCAFESURO L Bz fEL L -RT FF BERERG

FREIHET

- CRIFRIDAE R OF S -0-73 / BT R TILISHL B3
© TEY—bZE S/NRICHIHI AT RE




SEOMETIE, AFLVIRTLVIDOES Bo-7 I/ BHARKOFTEETIRTILE C Kin
ELT NKRGAICT I/ BBREZHRT IMELERTF FELEERT 2 -HDOFEDH
FzBiEL, MEORFEMRZITVE L1, ZORER, TIRTAFARLEGEERS O VED,
R7FFEEEROMBEE LTENTHIZL2RRALE LT,

[ BIARL : SRTFFL2OMBENAR ]

FEROFL-o-TI/BPHROAFNIRATLVEBHT I/ BE2EHT58Ea-T
BIZATLLEDRTF FEAERRIGIC, A0 VEBMELENTHE I LHFHESHICE U i
L7, BREFOHER, 10mol %DFRAVEMEFAET (FI/BIRXTFMICHLT, 10/1%
B), RT7FFMEEERRICHABICETTSZ L %EH:‘. L¥xL7. p-reFAFXY--7 3/
BIZXTNLELTIE, VYV LLIFLAZ B HERTETHY, WETBIRTS
FEABRETHELONBZ I DIV L £, IEIE?J?% L=FRn vEMiERDIE, B
o TI/BEEBLEERIC, FEFAXFY-o-TI/BPHROAFALIRTIVICH
LTEWMLEBEREZTRIIELHONICEY X L7"..o

[ BAIAR2 : AV IARTFFP0EK ]

SERFELEFAVEBZMELTIRDIE, — 207 I/ BABESLESRTFRZE
BICAWSZtIC&Y, FI/BHF32HLLIE428ELE, FPIRTFFYRTIS
RTFFFBLHEDFY TARTF FOLEARICHICHATRERTH D Z EHBALAICAEY XL
feo FHERIE, RTFFMEAERRLOFEREEZTTHDOTY,

BIAR1 : IRTF RORMENER

BIAR2 : AYIRTFROER

e HO. N
§ — s ——
g’ " ~ NURTFR “
™ OH . 0 R2 Cbz-Ser-OMe + H-Val-Ala-O'Bu
R RO B § 3
+ N, OR — @) o}
CF3 (10 mol %) R ” H
- ‘ o CbzHN,, N N\)j\ ;
R2 toluene Rr™ ~OH H { OBu
OR3 60-80 °C, 24-48 h o :
HoN Bst2141
0 64%, >20:1 dr
—¥H‘@1§U —_— 0O Cbz-Gly-Ser-OMe 4+ H-Val-OMe
i i ol T H\)OL oM
f
FmocHN,, /\n,OEt CbzHN,, EL OMe CbzHN,, ELN O'Bu SETIOVELN N
H =
(6] « (e}
© OH © OH © OH
0, .
65%, 96% ee 98%, >20:1 dr 93%, >20:1 dr L 87%, >20-1 dr J
0 0
(60°C, 24 1) H (80°C, 24 h) (80 °C, 24 h) S hSRTFE
Cbz-Gly-Ser-OMe + H-Val-Ala-O'Bu
CbzHN, OEt CbzHN, OMe CbzHN,,
N
f‘\ ELH CszN/\n/ \)L j:,( \)J\O‘Bu
OH
“oH
75%, >20:1 dr 65%, >20:1 dr 91%, >20:1 dr .
(80°C, 24 h) (80°C, 24 h) (80 °C, 48 h) . 71%, >20:1 ar




[ ARBRRDBRLSEDEE ]

SH, HWBICHAELZMENRTF FEARERRIDICEY, pefoFfFy-o-7I /BT
ATNV%E CKifi, BET7I/BIATLENKRKETISTETELRTF FEHRMICE
FERTDIILICHMLE L, FARBRIE, R7FFBEZE T IH-LEERDOEH
PRTFFEEROFH-LHIRNEEEICELD b0 LTHEGINET, 7, p-EFDO
F-0-7I/BIATNICHLEWMEFBEIREZE T 2 RMERDIE, NI, C Kin
T I/ BEREBRANBRTFFFA5—2a vy PICICATE AR EZRO TV ET,

[ FAEESEA ]
TR RIGICEITSFERCIFLXF -2 BT, REZRET IME. MEZOH DI,
RIEDOF#TELLETERYOILEBERICIITEET LA L,
oo . o) s
a-TI/B: HZN\:/MOH DFBEXTRINSZILEY.
R1
ANEFVIVE (COOHE) O—2BDRKRICT I /E (NH,E) HERLEBE
ST I/BTIZRFA: | omEXTRShBLEw.
"7 TOR?
R1

732 /8 (H,N-CH(RY)-COOH) &7ira—i (R-OH) ofikick->THEDNB,
URTFED SN L, @7 I/BOAAEFIALE (COOHE) £73I/£ (NH,

]! i o)
) HBKES L BE,
“{tFEREORE  RoY (BHE) 0BLUBLT, RENICREULELELHE,
Ty RyR ofEXTREINBLAY.

/

R3
"TIF: | o OBERTRINBLAY,
R N”
R3

ZLDEERPEEDNILFBEICTINIEELTBIBIE.
CFRAYEE : R-B(OH), n—BAXTRI N B{LEW.
CKif : R7FFHOBREMTHBa-7 I /BOANLKEFIVE (COOH E) i,
N Rifi : R7F FEHOBREMTHDa-TI/BOTI/E (NH,E) i,
MAFLTRTFIV: O DEERXTREINZ1LEY.
R “OMe
AIEVEE (R'-COOH) & X4 /=) (MeOH) BiKkick-THELNS,
RIRTFF:220a-TI/BOOBRINBZIRTFF,
BLEFAFY-0-TI /B ALFEFVILE (COOHE) - SBoRKRICE FOX V&



(OHE) PEBLET I/,
MYy ipeFAXxY-0-7I/BICEITS, eFAFTE (OH &) PBERLEZKREL
IC22m%k%x (H) 2H2H 0,
BrrFd=v peFAxo-o-7TI/BICEITS, eFRF2E (OH &) HEBRLAR
FLEIC12DKkE (H) £ 1204FLE (CH,E) #2620,
BFYIRTFF: 2~2 0 BREDT I/ BHLOOBRINEZRTFE,

MRYRTFF 3207/ BHIOBRINBIRTFF,
BFRIRTFRADDT7I/BHOBRINBZIRTFE,

BRTFFEFAT—ay RERTFFRLTZERT 3 FE



[ IBEEEEIR ]
PMEL 4 IHN a2 =24 —2 3 X [Chemical Communications]

177t : EEEI{LFES [The Royal Society of Chemistry]

X% 4 bIv: [Hydroxy-Directed Peptide Bond Formation from a-Amino Acid-
Derived Inert Esters Enabled by Boronic Acid Catalysis| [0 v EfERIGICE % a-
TI/BHARKORTEFEIRTALODOE FAF I XRERTF FEESERKRT]

DOI: 10.1039/d3cc04856j

Z% . 5F Brt (AFKFZFXRZFRHMBEFREE/ILEXFXZRAMBEAHE) -
Bt B (AFKZEXRZRELRELSF - BE Bz (AFKFHERR - HEZEEH)

BB S5 F (20235%) 128138 (k)

[ 5 ]

AWHFEIE, JSPS RifE HIBEME C - M BEBEKTIE GEEES 22K06506),
BEEA BRAIREEE, 2#%8EEA UBE ZiREEIE, ARMEEAN SBEEERE
WRGE, AEMEEA EREERSME, BXKXE EFHREMR OTXKIEODL LT
hbhZxlt,

[ MLWEhtk ]
<HRICEATIZE>
WBH B2 (LEF LEwE)
BAXZFEEZIHRILZER EHIR
FREEH: H AR ZE R Z M 2 FEBRCFISERRE
T156-8550 REHHHEAX LK 3-25-40
TEL: 03-5317-9740
E-mail: shimada.naoyuki@nihon-u.ac.jp
IEEfFFEZE HP: https://www.shimadalab.org




< REICEFTHZ L >
BAKEICEZEBETE R

T156-8550 REHHHEAX LK 3-25-40
TEL: 03-5317-9677

E-mail: chs.shomu@nihon-u.ac.jp

FEX : BAXFELEERIBILWER T102-8275 REBFREARNERMETEHEH 245
TEL 03-5275-8132 FAX 03-5275-8321

https:/ /www.nihon-u.ac.jp



