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Sialyl glycopeptide synthesis utilizing TFA-labile Bn-type protected sialic acid optimized for sialylation and
i LA, | SPPS
(27 U Al & SPPSIZ s it U 72 TRAIESZ MEBnBURGE S T VBRI K 2 27 U MBER T F R A AK)

N AEOEE

P& L%y B ORI, AsnfllSHICRE AT ANE G & Ser/ThelllSHIE &3 50 A BT KB &N D, Zh b
PESH O IR ITTRIRICIFAET D U T VERIL, C-1H VR R I, C2MMREHLIRFT, C-3T A F T IRFE, C-7H 5 C-9FBAL
N7V Ea—NHENWI == RIBEOEIETH D, VT IVERT, WHABMICRBWIN-TE TNV /A4 T I VR
(NeuSAc) E WIHHEGE TR L ELSFHELTEY, TREIN-TEFAH T 7 +¥ 2 (GalNAc), H T 7 F—A(Ga)B LW
T VRSN L oG E N LTS VXIS LTV, Ee, YTVERITEE, BEX LR B O E
EEL OEMBRIIEE L TN D, VT IVBEOBRRMBIT S EDIE, B LWEREORBE LG TE 5, LR T,
B A E T 5T U NBES NI/ TF ROFEE N OB ERARIEORENRD STV 5,

OB 7 U NWHENT T ROARIT, BT 2/ BEFERO G E . TNEFIA LI-_7F RE A KL SPPS) D
2EEPEIC KRB SN D, VT VERIZERMESE T CH CAMERIC S T U VR E IR T2 Z E e TV b Tind, VT
U NVAES AR Lo DS 2R ESTF 2B PN RERFE L 2D, Lo T, HKBEICEAT S
PREERORTIIT T VNABERTT RERICBWCIEFRICEETH S,

F TR, YT BOKEEIEIZIT4-A FEIRUTDIMPM)EEE . F DM OBEKEE I 1T4- A F LR DL
(MBn) A28 A U 7o fi 7o 7 (REENRIS 2 R U7, N2 OGRS Tk, X7 F FHEBEZ O MY 714 o BiEE(TFA) L
THR#ET D Z LICk 0, BRRE#ES T VAT F ROGRITEII L TWD, L LRITHFZE Cid, B
DEE 7 U NMALDIE & STABRIRPEDS PREEETE o 7o, JRRIZ S T AVBEC-1OMPMEDN T 7 & 7' 2 — KB FE I i5 8§
DEIMIGTH - T,

F T YT IEEDC-1H VIR ¥ ARFEIT2,6-2 A F L DL (DMBn) R % FHVN 7 857 LU SR & ST L7,
RPIMPMT AT VAT HHERD R FH—IZ, FHT 7 Vb R —1 L 213FI 5 % [ L2 @ IR ) SRR
BNCFTED28E3Z - 2 7o, MAx T, TFAKERIZ X % FofdMifrzE CIIMPMERFETL & [FAE, DMBnik D777 < 524/
R T VNABERTF R4 G T2 Z ENTE Tz, T7b5, DMBnkkiI > 7 U AL L OSPPSO i J7 12 AT HE
RV T NVERCA TNV AR F AR TH D LR .

AR LG DL 2 RFET 5 72 P 7 U L T[Neu5SAca2,3Galp1,3(Neu5Aca2,6)GalNAc] i % A 3 5 Thrih
BREAKRT DI LT Lz, ZOFHEMRIE, a7 WEEOIMNKERR L 6N KERFED2» Fi & V7 UL R F—1T—28(C
STIUNMET ALY, DU T UATHEEZ o BMERO L TSRS 2 Z LN TE 72, Z OBEThrif B A (R R~
TFRNEFET DL L L, IL2(1-22)XFF K7 A v b EERESIE LT, 55N R#R 7 F R & TFAML
B, BMESIEO ) CERREIR R TR IR T Z Lk D BeBUREO YT T U NKESTF NSEHEET S Z &
WD Lz, $70bh ., TFARBS MEBn BRI 2 FII ] U 72 ARERGESEIS 1T, 02,606 KX a3V 7 U MG E oV T
UNBERTF ROERICHEMFTRER FERm TH O Z L &b E Lz,

Me
H HQ OH
DMBn: ; HO OH CO,H
: MPMO OMPM : CO,H HO... o
Me CO,DMBn : HO.L_, AcHN
MPMO OMPM MPMO... o : AcHN o) HO °
CO,DMBn  Sialylation N 0 : HO OH
MPMO-... —_— MPMO H HO HO HO HO
MPM: N,—Z797 SR Improvement MBnO H HOX= AcHN T3 o= 0 =8
ility ! H
oMe MPMO of stability ! MBn0 X _0TBDPS | AcHN HOX OH  AcHN
1:R=Me N. H [o] H CO,H [o]
2:R=iPr 3 H HO OH
MBn: \(\@\ 3 i Fmoc—{_ Model peptide J—NH, H IL-2 (1-22) NHNH,
Me i a 5
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[2] Ito S., Asahina Y., Hojo H., Tetrahedron 2021, 97, 132423.
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FEHOIEBITTRIBIZIT T VBN LIZLIEHEG L TRY ., Y v 7 BEOEESCREEZ K& <L
15, FFERIL. 7 UNAHEHEEZFEOX N BEOKREMIICHT, YT VERE L OREX X
BELFEERT D7D, UTO2008%EE2HT 50 T VEBHEEROBERYIT>T&E, —D2H
X, oo BRI T VIMERIGIZE Y | WIS T I AHEHE G252, 22H1F, 56
NI T VNANET X ) Ba BT F NICE#RE, BRI X DWRESRM TS & 7 VERERAL DS VO
ROMRER R Lo TND L, ThD, Hx OREEREZFFOV T NVEFRGEREER L., TDOK
ISER ZFERICET T 5 2 Lk FRERIX. YT ABOINRF VIV AT ARV LT
ATNEBEANTDHI LT, o IR T VLR S CICEICHMEZ RT V7 VI LEEHZ RSO F L
FoUBEEROAREERTHENTEE, ZORBEIFICT NI ~Fe VICEHES L LTH
HINTW5H,

COMAEFMBL, FHERIX. DIV TABE 2O 0482 FL A= OMBIZEA LS
DOERIC KR Lic, TNERESXTF REEFETLZ LIV, B A F—mfF-20
N-RKIGELHI ST F ROERIZHEREI LTz, ZOWEXTTF ROMBIZIDBREZRALT-LE A, VT
AFEOREITR N7, 2L, VTABOINLR L BRBOREE = AT LESEKRT 5
BIISR R 6Tz, 2, BohzXTF REFHESFICELS Z LIk, BiEEm~D %
NAETHDH ZEBbRELE, UEDXHIC, ZOXTFROEKE B L CTHEREORBE LT
UNERERRDANCHEREL T A Z NI, /2. ZOXRTF RZC-RKmne KT ¥
NIz o TWAHTED, 5B A 2 —aAF-20 C-RKMMORY XFF RELHEETHZLICX
D, 200V TNVBREGLAFELEFREOA VX —a A XV ORMRBAREERD, ZNLORRIX, 4
B, TOFEERNZT VAR VST ENFREIC e D L W IOLZE R BLEAN D EECTH DL DR
BRHT. T VNNES R E ORI R A T D R A RIS L) BIRTH EE
Thbd, LoT, RigiILt (B%) OFMmXe LTHMiES LD ERD D,
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