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5 FEEHFET D, Halo Z Z1%, ~a Ak T v /v (Halo # 70 B R) LESOICG L, AR
BERT DX 72 R0 ET, PHEE B NIEEZEA LI Halo ¥ 7 U B RERWD Z LT, aeiEak
L7 BHIEMiT T VIS X BRI c& 5, AT, AREGKISZFA LA % 7 hOHile E
~OPEHEEZBANT D FELZMNLT 5D, ZOOFEZHWT, EMil L, BV LS N7 BT BN
WE ) oI AT 5, ZTHICKBHIC L AEX o y BERERIE 2 RT3 5 - DM E S B,
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5-2-4. BFFERLR
WN-Z Vo477 )% [-5< 5]

R AR A EBT 572012, £9, 7V a v UGS E e Lz, ifkedgttco s ) av
ba FEBLT 272012, I K A ARG AT Re 72 85K 2 FIH L7 FiE LB LTz (Chem. Eur.
J. 2022, 28,€202202284), ZORE, Fu—T Ry 7 ANTT Y av  AbKbE FET 52 & T, b TH)
FINHEHOEFE D AIEETH DL Z 2 ML, 2Nz 7 vibiEE W 7Y a s b RISICEH LT

(Org. Lett. 2022, 24,6-10), 7 v{bHEZ W=7 U a2 bizisnWTid, b NE#ETH L LT
e, 7a—7Ry 7 ANTORINZ LY | 2O A E L. 21RO BEHA R vTRgIC e 5 2 & & R
L7,

IHiz, ERETCRBLIZZ Y a v b z2BiE L, N-27 U B OERIZIY AT, 7 VRS A O
BFERIE, WEEZ D 5, Foxld, FOSKREOBRFHT & &F b3, PREAIRIE £ CHRUEMICHFTT 2 2
& T, EKFEGEH, 612 RO 4 SO T NAMERD 4 EREHOL A RCE 2R LT

(Angew. Chem. Int. Ed. 2021, 60, 24686-24693), NMMZ T, ZZ TR L= FiE L Lt v—T7 KRy 7 X
NTDOZ Y a3 AbRISEAG DD Z & T, L0 RN EAERIE 2L U, 4 5587 U VHEHD
TAT T VEMEER L, —F7, IR b L, BROIERIDT 7 M I VEHERFO N-Z )

TR AT D Z I b F LT,

F 72, LV RERFEEOBREIC DWW TIRR T A 7202, BIFEANEHIE Thermococcus kodakarensis 7> 5 N-
7V B EIRE L, ZOGRbME L, AR THAL L N-7 U L, sEIR7 ) ay
MEE Tz myo-1 /> R =W, VUBRY T AT VAN LT 2L EE LMD CTa=—7 RiEETH
ST, myo-A /¥ b= /W HIESCERZ A S BINCAFET DEERS T ThH DD, EOMEEN N-7
AATEEND Z & WG LToOIE, AIEAPIT, ZOREHOERIZ b AE LTz (Angew. Chem. Int. Ed.
2023, 62, €202218655)

iz HAAREEE IR D AR T U A A X OEFH S OESHTUR 72 S ONEH O AR % 2
% L7,

il) HESHIESHGR 2 o R B [5L 5]

HaloTag & W Vo BESHIR R S A7 A2 FHHWTC, AEfifin O S o _ 7 BIZABHEH A TR L, HEEHD
BRI BEOMBIZKITTHEBLREETELREMBEL, RELTAREHW, HHEL T D
FAAER D2 2 X7 EOMH IS BV ~0a—F ¢ 7 &§lT 5 Z L #H 60 Lz, AT, 7
Y RHEZ O TR g ORI & Click ROSZAG DY TRHHT 5 Z & T, filuRg oy > X7
BRSO H HFEHEZBEANT D Z LTI LT, RRIZBWT, R K VAT ri L T E
HIZORFE LTS Z RIS 5 2 & T, JEMUERIC I 0 2RISR HE SR RE 2 I 5 Z L IT b akZh L
7= (Angew. Chem. Int. Ed. 2023, 62,¢202303750), AT, IHEE#HIEEZFAH L TA % 7 FoOMilazRkE o
W5 X7 B BTEICA RS 2 B AT 2 FIE LS Lz, hicd ., PURICHEHZ B A L, JiikofE ET
DHEHE %%’Jﬁﬂ L. ZEDFMN DD I ENTEDH I L HR LT (Angew. Chem. Int. Ed. 2023, 62,€202304779) .

ZOEDIT, BRBEHEAZEA LS R Ee [0 ), FEHERZHME - HiET 2720077 v b
71‘—A7§fﬁﬁi L7z,
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5-3. A02 B

RS 21H05075

A AbFE T =TT (B D 2 X EIEERE O FEH fiIl
RGEAREF: Ui HE—BF OUNKT RFPBEEEA s 2d%)

AR 21H05076
PUEA  HESH-Z X BMBAER R TR 5] 72O JEERE Y L —fliE i
MR R Y =16 dbiEE RS ARSI ERT HEHER)

5-3-1. BB EHIOE R

% < OWEZ X7 BT MINANNS DL 7T TSE L. FifEe RE S EbSE 5, & 2R 7
ELTWTH, Mgk DEER Y 7T /WEE L, MIPICREL LA TR T BICBITT 5 2 L 0nfiEs
NHZENDD, BITiE, BKE o N\TEIT2r VY — 5 LTINS /A OREIZ KA A £ ARSI /3 W S d,
o < BENLTSMIICI D IAEND 2L bbb D, DX AT X v 7 RIFEERENE S o /37 B ORERE D HIEIC
HETHY, TORFET, BTGB N & o2 IRBRIEDIRIN L 72 5720 IREIRE OFIEEEE 21 5
INCT DT EiE EmAE - EFOERERRELS A5,

A 2 ORI DL Z E RGNS D, —T7, FEBIT. £ OB & ZARMEIC &
VRS NEETH O | BEHIC K D & X7 B O RRENRE O ISR (VIR 228 3 2 <R ST D, 20D
RIEZ SO 21213, Z 7 B ORBREO AR L & | FEH M AAEM UIRBIRE 2 6l 92 % v 7 E 2 [FE
T ORI TIEDORFENRD BTV,

5-3-2. FRDOBER

AWFFETIZ, B DX LRI T ~IAIEEBST 5 2 & T IS 237 B OWNTEALSC /iR % b FE 1 AT
fET BN ZBIET 5 L & bic, B 237 EOMBINZ ERTEO SN I TR R 7o T % H1 2 B 5 h
295, £z, EORES 7 Eh RS TS T 2 EEREZRIET 272010, R0 BT~k
LR LUS 2R LT AR MR S AT DA LTz, S 61T, -7 o7 BRI EAEH 20 6 )i
T DRI DI & LT, Tyr 27 0 Blbd 2 AR S & B4 5,

5-3-3. HFROTFIE

W7 N—T"TiL, PYP ¥ 7 L GRENT R —T W2 R E T BRI L TE e, AT
1%, pH JSEMEFCRIES M - FiErEE e aFE, BLXOEATF U Z2MAAAT PYP ¥ 77~ b7 a—7
ZBAFE L, PYP & Ve Lo fE S X7 EMi T T~k LTe, 2O 7~ bEIFIC LY | fx o
X7 G OENREMEATC. FESHBIEB AT, 2 X B AEER ORI Z1T o7 (WFFERR 1 ~3), E7oik
B 7 — 70k, AREGEDN RN LT g CEIEEALICR DY n A s T UM A BB L CE 2, R
WEFE CIX R AR L7z Tyr 7 2 B0BUGZBRFE L, 73 F VA A0S < AREG MR @B TR Y — v
(2 K DR LN & X T Z 7 PYP T KD IRAY T ~ALET & 86 U 7o mis BEAR R B i D BH 76 &
HIg L7, 72, AN ZFIHTE DRIERZHIET 5 2 & CARBREMZKRMT 2 Z SR L (%R
R 4~6),

5-3-4. BRFCER
1. Z U7 B EERE & AT A~ L TF A A v F T o —T ORI
WIN—TIX EH R EDT s R A b=V AL 3R d IR R EREDOEL TR Z D~ IVTF AL v F
- 20 -



T =T EE LT, Te—TRBICHED, BN HIZ U R A R = RV NTEET D &
T RY—LNO pH METT 5 MICER Lz, 7u—713, $EEPYP # 27U B R pH I IGEMEAEE
HAESE L2 LT, VY R LBEFES~OFNILHT XL F—BEI2 R pH IGE L TR T L, #0tEED
ZALT 2 K DITERE LTz, I DIT, F U U ENFREND & EEREIME T2 X 2 128k PYP # 771
Ay REBEFF L, TROORFHEIEOL &, Ta—T268ER L. 7V LKIEEITW 7 1 —7 OEOLFE
PEEFRIZE A, Tu—T1%, PYP ¥ V% 7L LEATREDNHE K L, pH BELT 2 &8tk EN 2L
U, ZURTEDRGEST DLV Ty ROBREMET T2 2 LR nhote, EHIT, M BE I T b
B ERTFZR/EE T~ b L, ZONTEbEREOEIE LTHIRA D Z LTI LT,

2. BESHDSHIEG 2 & vy B RRENRE D A HAL

7V 3 — Ak R GLUT4 1, AR Mase, M, v ok Se el BET 2 2 & A5
NTWo, 27—, BIETOFE T, GLUT4 IZHEA L TV D BESHIZ, 1 R U U IRINRFIZ GLUTY %5
JABIZRFF T A BN 2RI T 2 E 2T LTV, NI T 2 HEEOEEICIZIARI R A3k S
Tz, FEHOMBNEEREZ B O MNNCT 5 70®Is, MR PYP ¥ 7% 7~k d 57 m—7 LAl
JAWNIEIRA 72 PYP % 7 7~ b 7 e —7 #% L. 2 607 a—7 2 T PYP % 7 &t L7z GLUT4
DINFHNTG—A A=V T 2ITH LT, ZERIEFNT AT o7z, T ORER, MIEICBITT 2B 28) %
A7 GLUT4 &, MilaiN2 b8 2 & O Eh 2 73 GLUT4 235 L CrIg b2 2 L ITksh Liz,
S, BEBAKIET D L GLUT4 O —BIE Y ¥V Y — AT 5 2 & 0vR S 4, $584° ER-lysosome PEE
53f# ERLAD |ZB85-72 Z L AVRBEE NIz, 2D & HIT, HEHA GLUT4 O SEE B2 T 2 M A1 5G 5
iz,

3. WENCARAFIERERRIC K& 2 AR5 7 RIFE AR o H

GLUT4 OBYRERIEIITHEH DL D25, £ OFEM R FHEIT AR T £ TH D, CZ T V=T,
AWFETIE, GLUT4 OFESMN # 7' E EFA/EH L, GLUT4 OEEZ I L T\ 5 & & %, GLUT4
AAERZ v R B e T 2 HEMRRE 21T -7, PYP ¥ 7% @& Lz GLUT4 24 F b7 v —7TI X
MM L., A ML 7 7 Y UAES Horseraddish peroxidase & #é &+, Biotinyltyramide CiT(Z{K{F AR
WDV AT LEE LT, ZOME,. GLUT4 FHAEEH Z 7 EaRINT 2 2 LTI Lz,

4. ERMEY 7 v AT T O BRFS &AM Tyr 7 v B AREf~DF] H

EFETNARINE LTI BET 7 MALKIGEFRIA LT, EER & FHEIC K D ROGCHE T 2 F50i L 7=, 2Tk
OB R OFEM A EE T 5 Z & T, Y7 ud s T URBEOTEMENBEHIEIC X0 HIERTEER 2 L 2 WS L
BECHE L=y ad 75 it b it LT b & BICBIANC EIEMEIC 2 o 72 EREME S 7 vt 7 7 il %
BRI LTz, 72, 20 EREMMEBHNI N T R0t T o L0 ARB LI OBV RAES R AL 7 A
7T AT EWIEEE 5 2 ERRRE ORI SRR 5T, SHIT, O UEREW S Y v A s T o
TEPENERILZRHET D 2 TR T 2 L 2RV L, THAA LT b0 irE L 25 2 & T
BRI L 0 RN TIEMEAL C & 2 O0BRE AR 2 BR S U 7z, AMRIEIT, AR S F AR C W B 70 R D IR 22 [T RAEN L
FIHCE 5, AV TERE TE 2O D EF L, KoMIEREREZEZ 5 2 & TIEM LIS EREE
AT E HRMAFIA U, BEICIT TR CRE T X SR A BRR LT, Fo. Tho oz FI A L
FHEGET LS BR%E L. Tyr MISHO AR ERTIZ R LTz, AMBERIT Tyr R EZ ETe_7F FiZb
WHTE 7,

5. B 7 n Ay T UEHEEERONENIT A T T U A RIEDRTE
- 21 -



oaF T UMD S S5 EEREIL I, Y ud s T UBEERD T AT T ) BYLETE DAL
R LTc, B 7 oA T OGRIEITE M TEN D EH ST W o 7and, 4 TRz X 9 ICE
BN ARIEREREIC K& BT D70, BRA RBHEEZ AL T 0 VELICIER L EA L, BEFIE TR TE
Mol 7 ad s T UHEBRERONLGTFIEE LT, 7aAxhy 7 I RIGEFIM UG sz B L
Too RFETH LIS 7 a7 7 UFFERZRIE Uiz e miE A & BR%E L7,

6. KA 7 1 Ak H 0B

fRBERRFE 721 Tt Ze < . AEERAOSM: OKRIEEE. ROSRE 37 C) IZCTHBEM NN 7 7T 7 v KX
SR SV, ERRMEY 7 vty T UM OTFE T CIRIESCNTIE L T X B ARG T (kA
LR LT, £ ZORISHIORIREREED SUSHEICOWT HAFZE L, et & L CTRES TFE2RAT 5 2 &
THEHICE DIEMEE, Tyr O7 2B LICFIATE 5 2 & 2RV E Lz, BIfEIX, 4~5 TRIZE LY~
a4 s T UMiRE 6 TR LmaERMEREFIAL T, 2O 2EA LIERY TE#IEORBEE S5
HEDHTND,
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5-4. A03 BF

RS 21H05077

ML HENEE [P0 D) T DIRY v B O SR SHIE Ak

WREREE: AR 2B (EESINREIIIEET Mt FRa sttt o 2 — EF— LK)
WFFEo A ek OO RFPRFGE S RIER 20%) . &S (R HHER)

A A 21H05078
A FERE A [Hoo D) WHHT A 7 T U ZRALICIAN T T2 R E DB RN bR 28
Rz ks Bl EL (PEEHR AR i b At o ¥ — EEER)

5-4-1. WFFERRAA LA D &

BESHITRLE « &7 L X7 BITHRi< 55 3 OEMHE LRI SN TV D 23, FESHISRE OMNT XA B ER D /) v
70 M RDIZED BN TET2D, 200 HEN TV D, FEHIZZ B R TR R4 5
HLTWDDITTIFES | Z o\ ECIREICAMINT 2 Z L2k > THIO THlRET 5, FriT, X /7 HIZ
HZmir s &, BffifEHER = RV A b= 2RO 2 VY — AOKBMBITOSIEICE b5 e L
DHEFINFHRNTIR Y . THSEM ] 134 v 7 BOREREIC B W CTHLAREE 2 B7- LTW\Wb, Ll
PESH (1% - Btk - B0 1 & O AAER) & IEEIRE GIRNENRE - Mlash o ws - MBI T Lot v
vy MERIZIT A IEENRE) OBMRMEIZ OV TIT A R BRI SRSV, FEEEE/ SR LTI 5 2
L TH R BEOBIIIEE ZALTE D0 ENT OV TIE, RIS R RN EIE Lo T,

5-4-2. FROBH

PGS iR & & X BIRENRE O BRI SS L OV O N AWIHIE, S I3 AEMBHAIE~ DG
% RYEZ2 7= ARE A MO R 2T D L2 B E Ui, BEHE RS v X7 B 2 (ERIFRRL L
AREGTLOALFERR 2 FVTC, BiE Zf5A S5 FIEZRE T, e ofEoHz AR L, ka2
ERRRACCREZ2bE &2 7 BGIE L 20 D, SIS, AR L CH MR & v /N7 B OAEHG % #ENL T
5T LT, AU BIRBREOHESHERED N AR ( THoo5) ) ICHERIRMEEY — L Eled bEX T,

5-4-3. HFROTFIE

ZIE CTOREHAEMBIAIEICB N T, ERTH BRI AT 2 FIETIIR L B O bS %75 H
LAk Etiz Bt e L FiEmaiR o2 L Lie, 2k, ABAGR - BER R TIEER LERWE
iU ST T —F TE L HEMN TE D BRI, B DAERIT Y 7 BEMKOGZ, EHITHEE
s TN ZNBIET D 2 L T, ZNENSEE L T 2L 50 bERERIE 2 AlRElc 35 Z L 2 BfE LT,

5-4-4. BRFCER
EfiRI %% 1) X2 08 KON i) B 100 CTIFZER R A e# 9 5,
i) &7 EDES

ARIZINET MADOT VUNVEORFHT L D7 X/ BRFRIERIRAEM S OBIFEICE Y A, R U7 b
7 7 VERNERSOS DBRRE 21T > T 1o, Z /X7 BTG U TFHOERMIZ1T 9 7oI2, o7 </ FRik ik
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BRIRISUGDOBRFE AT 5 Z & CTOALFEBRY — VO AE B Lic, 4 X/ X VT UV ORIGMEE FERIC
@%ﬁé:&f\%mvy%m%@%%ﬁmﬁﬁﬁﬁé*&%EMLk(Jmnamn&cmnlﬁl%m-
19855) o A X/ FINT VAIEHBOBEBILEOGE SITL o T, MIMEDOLEMZMET 5 Z LN TE,
RIS U THRICDEITT 2R~ BT D2 L b TE 7, REIGNITF /37 Eikh %ﬁ/T?/ﬁfﬁﬁ
AIRE7R Y — L~ EJRBAMNFRETH B,

Fio, T EERBDY & UTEMBISORFEIZ IR MLATE, Setlt, 7 I Uik OV v~ = o Al
BED Z R AT, WET25 L7 2 2 ED o fif C-H FEADNIRIRAIC C-C Fhid~ & A rT e/ 71k & A%
L7 (Org. Lett. 2022, 24,3325-3330) . X 52, T F RF AWK B EERMKISH & L TEHAT 5 Z & T,
TIVRCBEAFAE T T X BERIRM 7R 7T X RIS EITT 5 2 &b A L7 (Commun. Chem. 2023, 6,
231) , ARIGIE, 72 HEIROREMSOL & LT TR, REROFHEZ R/IRICMNA D Z EDTE
LT T RO~ E BN AR Th - 7,

BEFE L7=7 2 FRIRAMERT UG 215 Lo, IS 2R 7 B O RSB SET b . B4 R 7 B R &
A DPROEMIEEIT>T, ZNETHY 7 7 7 AMEMIE T, IEERCTH LAY T =T AA
L OFIMEE LT N-AF T VAN ERHAL TR, ROVICE R 7 I 2Rk e LR
MT %2 & THURD LD RPN S X7 EA~OERREOGD 9 £ TS 2 2 L 23 o 72 (Bioconjugate
Chem. 2023,34,781-788) ., ZHIC L > T, Hilk-47 I AZ —a V27— FOAIKNFTREL 72V | cryo-EM 12
Lo THET L a L Val— Ny 7 AX R T BHEGETE T,

ZOt%, M =2 2RI E D N T T 7 LRSS 2 SIS AR IS T RHLA TS, BRI & R T O BUE
(Zffbl%% (HRP) # =2 V=l — h SETHUR-MEEEAREZ NS Z LT, A% YT UE=T LAORIBRE
ST CORIAESHE L ENARETH Y. 7a—H A A MY —|2 X o TR F CoFRKFt
FAEMPETT D 2 LB EGR T E o, ARITNESHEMOG MIZ X o T, BEEREMNT &K O & Mt L T <

i) HE DS

NSRRI K D VL 3 — AFREARD 4 (KERESEIRHY T S ABIE A BRFE L Uiz, T OfliiE
TN a— AFFERE KBRS L TRET D2 & T, MEMR T Db 2 #ITSE 5 Z 3o T,
% 2T, S D W OFERFE T CTT VWb EIT 9 & oL T ¢/ a— A& R 7T v bn
EITT2OTIERWINEZ X BitaITo7z, TORE. thoFED 10 5Ll EOHEE T/ v o — AFFERA~D
vamﬁ@ﬁféz&ﬁbﬂoto%ﬁﬁﬁ@@%$wmA%tﬁﬁﬁmk® A EE A ERAICEL L
T2 A, RARERKITHEIC L > TRERET NI ENDND EDSERIRTBIZE 2 0 G003, 18
Rﬁ%ﬁéﬁgfﬁé EMHALMNE RS T,

TR T T S AL LIS O BRI HEH ATRE TIX RV, LI EBZ 1D ¥ U IAERIG DR
ﬁ%ﬁ Tl L, ZORE, 7vwk%ﬁ@%@ﬁé%%%ﬁkbf%wk@’\7»:~x%§¢@3
ﬁk%%aﬁ% UL ETT D AR LT, VU MRS R E OB LR 2T 5 2 LR
MHITEY | KB EFE T, %@“*ﬁm%%m&%LE%LT/JWM@@ﬁLtmimbff
%5(&ml@g%mﬂ&%ﬁmm®@)o§%; TR D RS A AT 52 & T1,5-7 X ) T L
2~w®%§%ﬁ%?9»k%%ﬁﬁbk(MngMmbﬂ&iNﬂ6lﬂ@HMB)om%ﬁﬁ@ﬂﬁé
1,3-7 X 7 TV 2 — VEHERSC 5 (LS & ) — L EOBEIT 10 [FRLEE . IBEMERWTH YU UL
Ik % Emmﬂ%ﬂf%éi9&&%%%%#6_&ﬁf%to7:/%%9i<mﬁb BIRA 22  U L
B&ATH T ENTENE, 7 I 2 HEOBRREIS Y BRI~ & RPN CTE 5,

B L7 BRERL A2 SR & U C, BHICEMEL 28 A L CEOles r— Y 0 7 LTtk BHEZ R ET
52 & T, HERED OFF/ON AA v F Mg & B x T, TMAEIEL LT, B2 AW THREZITTO 2L &
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L 72, Complement-Dependent Cytotoxicity (CDC) 1EMEA RS Z L NEHI AL TN D T A/ — A DAL E RN AV EAf
ERELEL A, HREMRERT A X IR VAN ERINICEAT S 2 ERNEFEL Do 7=,
A0l BEESR 7 V—7CZ OFFERERBIN T ALK N7 U v 7 BRI L > TIREREIEA L, FEgRED
ON/OFF et LTz, 77— FHiZ 8 AT+ 5 DA TIE CDC 1EMEEZ /R & 20— 05T, RRF %L, CDC &k
RTZENDNY | MRARE TORERERIEN R TH DL Z L 2T 2 LN TE (Angew. Chem. Int. Ed.
2023, 62, €202303750) .

Oy TR L D r— U SEOMIC OB — D U TEN O ERBR R T o T, B 2 T 3R
R A 2 =1y 753 FD—DTh Y R D Empk oy 2 Bl U My S L v MEa o 2 25 9,
RTZ v 7T IR —~DREHLRADND 72 E, HIEMES TR T & L COISAFREATERIZITOIL TV DAY,
KGHG e v # X0 U A AT 2 FIEIZR O T\ e, B REIZ 7 =/ — VDT U F
ULy TRERES L LTHRETT 5 2L T, BRFEMICE D0 2 X H U OEAKRNATRETH D Z L Nbho
7o BoNla XY 3y 7Y RN Lo T X U EEE RS- E EF BN TH D Z &
WINZ T, WIS T ) AT ROREZ L I OEBEITT 5 2 EBNbhodz, AFEZ, 7/
L2 BT 5 EWIEEE OF - 72 i I EERE & L CoISHANEIRFTE 5 (Angew. Chem. Int. Ed. 2023, 62,
€202303078) .
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