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(57) Abstract: A method for synthesizing 5,8-diamino-3,4-dihydro-2H-1-naphthalenone (compound I), which method comprises: sub-
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58-— A A-34-— F-2H-1-FBR 69 & & 7 ik VAR E R R 69 P AR &4

X PIFE X5 A

At A PiF2LTF 2021 F 8 A 17 BRXEG P iFFH
CN202110943248.1 &9+ B K & A w5 69K A AR &, ARIFHAIEAR
FINAEASFE,

B AR AT

AR E RGP ARG &H8, Ehms, KAASARTHE&E
R E A Aty R 5.8- = A K -3.4-= R, 2H-1-A B89 A ik 7 ik VA B R IR
ST R OR R 6P AR S,

FEHEK

E Atk (campotothecin, CPT) KAiL &4t A 4ait 08 1 4pHl 5], f
WGAFF AP H] DNA 611 F 4088 [, [FF DNA & 69 &, F 2 DNA F 4kl
HARFEEE, RAFE@BERT, R—EAZ2ORMTB LY.

R, XELESHLT ZATH &REBIKG % (Antibody-drug
conjugate, ADC). £ ADC ¥, EM LS WE A KIBFNT B FMEGG )5
FH WAy, BRARRSUIR LBARG I, mIv @ 677 . Blde, EMaA LA
&4 SN38 5 4t Trop-2 #uHABEAS M 89 Sacituzumab govitecan (IMMU-132),
Exatecan 5 Trastuzumab 1% ¥% 75 5% 9 Enhertu (DS-0821)%,

15 F) T I A WO2020200880A1 478 T 4= F 5489 ADC:

H PR e ER AR LIS CPT-1 A 4o T 444
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#£1% W02020200880A1 5 L #k (Journal of Medicinal Chemistry, 1998, vol.
41, #13, p. 2308-2318) 4Rif ¥ 4ki& 7 CPT-1 7 ¥ 5,8-— & #-3,4- = A -2H-1-
R (ks D) 5bd ] %6132

NH, O

NH,
I

K, E22TATRERES R CPT-1 ¥R HALE4H1:
S E 1 (R EIER 242%):

o
o)
H2 )J\NH o)
@ 98% 7% 66%
[ij 2T HEAT
©: NO,
54% NH, O 90% NH, O
HENT
NO, NH, |

SRR 2 (R EIFER 15.6%):
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NH, O
" NO, O oo o [fgéif%j 77.8% [:;:[fij
; f (o) . 0
O
O

NH, O
82.7%

NH, |

A% 3 (RO BILFEH 332%):

NO, O
92% 41% 88%
HFﬁ RERAT

de R, BT ER A RB AR EKEIILERZ IS, XEBRERY
QAR R L, LB &R FMREI, ERR S A ETETRL,
BREANLEREL R, mMAKKAESABN LA -6 AKK; B L
S BRLE FHATE R, RETREZRLES, REAST kL
=

Ho

o

AAARE

AR ERERGEKF AR, Mt 58— R A-34-— F-2H-1-380 (L
ot 1) CHARIBE T, ANFERESRKEFG R 5484E, R4
— Ao 1 ATk, HA M ET RSN 16 T i 4 &,
Iy B 45 H g o BBk A4 CPT-1. & £ 414 ADC #4R AL &9,

AT R EARBFREA, KA BMNL, BERATERLES 1. #
WA AR E MR KL A4 CPT-1 89 B oA # AL 52 4 M a9 op AR &4 3 4,
VA% IRAL A AE A R A, SRS T 693789 & m 5 ik,

RKAEFCGEAR T EHeTF

— 7@, KEPRME 5S8-—HAHA-34-—F-2H-1-AEARILEH 1 8945 5%
Tk, TSR FTEAIE, X I AT 25-—HhIFALRTREME ER
BEF, FRERA L L, FIewm],

3
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P,HN NHP, NH
o)
o)
NHP, — » PoHN H2N
COOH

KL, Py Py R AR A
ik, PPy sbit A CBEA, RFPBEE., FTAEKL (Cbz) =%
WA # KL (Fmoc); £k, P A= P, ME; #—FHikH, P, A= P, A
5 Lk,
b, R ERIRR A S RBRMEILTRIT; RFE, il H£IR
B w X T BT 6y 2,5-=Fk 4P R AR T B 5 Z Bt 2R AN B R F)
ARBEZ TP ARG B e Z A s AL T 34T,
AREARBENESRTEP, X I A6 25-—FP AL R THRET
10 UTFARHBER 1 XA EBImIE) =4
LR 1

3
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Lo TR
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i N .
S o I N
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TR E 1T, Xfo Y R A, 28R P RP, Rirey 25,
RACECotyl ARFHE, i g FTHE, T, FREL, RTEFF
15 A, THREAFTERCE,
Hikh, wAELFHE BB 4, F44e ., dppf — &b efevg =R A Mk 4
&, PHREHBERL, Lk, BBkt § BINAP, S-PHOS #= X-PHOS,
F k% H S-PHOS.
AAE R KA BARE T X, PriRAemi& 1 8is:
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ARFREX VRS,

T NaR
Ay NHE,
P
SRS TR
5
\Y
R, PP, AREGESFE RAYCECHEERFA,
ik K, PyFe Py R it ) CREA ZF\‘??%JEE\ %*‘?L%i (Cbz) #=%
WA # M (Fmoc); £4LkH, P, 4= P, 48] ; TR EH, PiA2 PR
10 TR,
Mk, R FPH, CE. FRE, RTEARFTE, ZHhEHT LS
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P,HN
NHP,
COOH

111

‘?%L%ﬁ'\% (Fmoc); FHREH,, P, A P, #EJF?]; ‘H}L:\}’& P, A= P, ¥ H
B,
ARPE R R e BARFE T X, NI ReLemAemE:
Q
3 A
Hﬁ%ﬁ NMAZ
ACHNT T "

X—7 @, ARARE KX V TR e dhde/3 X T BT 6940 &40 72 %)
o], EMBELS YA/ R HBNBIE PR A

S5MFHARAL, KAARET —FLom 138 RT &, ZE R
TR VAR R ARG XV Fr e ieadn. X AT eg4e a4 A AR &
Y, ZEAFHGERBE, AGKEEANLSHIGER; FH, ZAERT &
TS CHASERBEE T BELFRESAKREZHRE 5IE1E,
PELSNSH TG T A T K BT & B LS4 CPT-1 42
R A, sbIt, RRPLRET 2R T kPR R RS9,
Abdn 1, EMBRELLSY., EERKRBIEALGERRFNERET RS
T it R At

it PR 35, B

AT, 6MBERFE@MLAAKAGERTE, LP:
B 1: 44 D % 'HNMR (dg-DMSO).

B 2: 44 E % 'HNMR (d-DMSO),

B 3: a4 14 '"HNMR (dg-DMSO).

B4: el ayfhit,
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% 76 K B 89 K 4x T X,
AT 5 BB ARG R R 3L K K. AANBHERAR G HEM, Xk
AR T LB AR KB, H R AT 7 X R H R L6955 E .
TRFEAPI TR Tk, LR LA, BAFA T R, TRFE®
Bl BT R 8G BA. RFIMHEF, e LB LHE, HATEBE TR,

EHAB 1 PR D AR (SR A 1—H K7 2B BIkE)

Br Br 7 1 §
By - ! A2 SN I -
A oan, A L Np, BT TN TN g
o R TAE . e -
| = HGAC § 03 PHOAC), Sphog , Ay
Habs ™ AQHNTT ’
A AcHN ‘ <
?L g
PaiC, H TGN e E‘““V“‘"{“@ T
,,,,,,,,,,,,,,,,,,,,,,,,,,,,,,,,,,,,,, - e .
| oM HOAS Yo TR
B
iy g g o e
ASHNT N AoHNT T gy

(1) 4R A 696 5%

£ 500 mL K AR Am A 3-8 4-A A F e (25.00 g, 0.12mol) #2200 mL
BER, %1% AAe 50 mL TEREF, EET R 16 . TLC ANRFR T

&), ¥R EIRITE, RS RBERER LB, &% 5 A 200 mL MTBE
I, TR E B (P RKR A) 27.6 go 4XFE 92%. LC-MS (ESI): m/z
259 (M+H)",

(2) 4-THA-A4-FBART ARG F &

E—250 mL = o GRAEH, WRARY, HKRE) INFkL
a4k (19.0 g, 0.29mol, 2.00 eq), HE# A TS ALK DMF (145 mL),
BAERAL, TR FAALLER (186g 0015mol, 0.1 eq), W%ﬁﬁ%
RBMALETEARLE, BEHTAXRFECRBEKRIEALE (2-3 min), KREHm
NA4-RTRCE (28.6 g,0.15mol, 1.00eq), &% 80C (H&) }iEL 4~5
DB, TLCARMER R X EE, FRLREE, AXEFTREFR, LHEREKX
¥ &, KEA 1moll.

(3) ¥ a4k B &9 & mx

500 mL % A9 A K DMF (120 mL) £ % 4k A (25.0 g, 1.00 eq),

9
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HRAE mNBEER 42 (433 mg, 0.02 eq), E#HRRAE R T HH 10 min &A=
A S-PHOS (1.6g,004eq), FRE#HAR, #4 20min EEE (25-307C)
ke LA G RP R L 4 CARKEA-FRT A L4 (145 mL, 1.50 eq), 7=
%G PdF 25-30°C RRL 16 )N BF . TLC 423 (DCM:EA=5:1) RAtR L2,
KR IEANEER, AR RPIRNEAEER (15 mL) FRRAEL. ¥
BZ#BINTLKSP, Ao X400 mL TERCE, ok, KRBT E, KRig
MR TE (400 mL *2) FI, AhtaAK (500 mL) #EMi‘, ok &
e sk (500 mL) #bik—ik, LRARBRMATEE, REKRYSE, Fo42E MK
AR (PR B) 37.0g, JE 130%. A RA#E—F 4, AERTT
— % R K. LC-MS (ESI): m/z 295 (M+H)",
(4) a4k C 8 &

3LEv R TN B (370g,1.0eq) #A2CE (15L), BH

RAEBM. REKALIE ST, ImA5%Pd/IC (5.7g,1.0eq), LAABET
(%)E) B E 25CH R 16 ) it. TLC #M (DCM:EA=5:1) R R X5,
BEAWREAEE L TIEE, FhMEEAETE (PR4K C) 330 g d&
130%. #1 7* &e R At —F 4, AER T T—F KA. LC-MS (ESI): m/z 265

M+H)",
(5) a4k D &9 4 &

B 1L B P NP RKC (330g, 1.00eq) #2260 mL BEER, £ BH
Jm 46 mL CERET, £& T R 2 . TLC %M (DCM:MeOH=10:1) /& #t
BR R, KRS RTE, B RBEKER LRI, JoA 250 mL K,
KAR OB CBE (400 mL * 2) B, FHhudAK (500 mL) #EAim, 18
Fe @ MA iR (500 mL) #higx—ik, TKRAREBRMATEE, REKRLE, F4H875 %
32g. # % & A 400 mL MTBE 47 3%, i 78 TR % & B4k (Fa4k D) 27.0
g, HMEI1%. WH R EAME A 83.7%.

LC-MS (ESI): m/z 307 (M+H) ',

'H NMR (400 MHz, DMSO) § 9.87 (s, 1H), 9.19 (s, 1H), 7.41 (s, 1H), 7.37
(d,J=8.7 Hz, 1H), 7.20 (d, /= 8.5 Hz, 1H), 4.06 (q,J =7.0 Hz, 2H), 2.52 (d, J =
8.5 Hz, 2H), 2.29 (t, J = 7.3 Hz, 2H), 2.02 (s, 6H), 1.79 — 1.64 (m, 2H), 1.18 (t,J
=17.1 Hz, 3H).

'HNMR # H LA 1.

10
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KHB 2 FIAIKD SR (SRB & 1—H R 2B E)

O
O ,‘,\\‘(‘,&iﬁfﬁ\
Br Eir 8 En e xli_x oy E &

S . ] S,z N, e i ., : N

e NH - NHAS L g NHAC
----------- - T Vo
| PAOAG), S-phos A
N N NS X R §= L ;

Beshp 1 K1 P EMG T EF 25— AL R FE L BT F 2,5-=
c@%%%@%fﬁ, A K FHE B, KE 93%,
‘ (4-TAKE-A-ZARTEBAE) HBEHP 1 T2 b ayT7ikhl

500 mL B &P e NFK DMF (120 mL) #= 2,5-— LB & &R R (26.1
g, 96.5mmol, 1.00 eq), & 3 £ A& Ao NESBER 42 (433 mg, 1.93mmol, 0.02 eq),
HF#HAALERTH A 10 min B 42\ S-PHOS (1.6 g, 3.85mmol, 0.04 eq),
BAREBAA, HH20min B TR (25-30C) Al LA ST HEPHEE 4-C
A A -4- AR T 24 (145mL, 145mmol, 1.50eq), #=% &P+ 65~70°C
B 16 )it TLC AR BAREZELE, FRERANETR, GAER
FPheNgEEE (15mL) FRE M. FREZEENTL KP, w400 mL
CERCES, ik, KMACTEKRCE (400 mL * 2) R, &4 A48, AR
(500 mL) #bi& M, 1ot @ sizig (500 mL) #bik—iB, RRKARMAT
KR, AU, BUR KL, M %A EAT AL, SEBLF] DCM: MeOH=50:1~30:1,
R D A K& & B AR, 13.8g, 18 F 46.7%0 P F R B ALE 43 4%, LC-MS
(ESI): m/z 307 (M+H) "

K#HH 3 FIAIKD SR (SRB X 1—H R 2B RRE)

&
b B LN L\gx’ Ny
§ i s ! S -
r"‘g‘”\\\:\ - N H:Z . )-Jf{‘;,\-\_ - MHAC -
{ HE Pd{O_&c;}g! S-phos
Qg N 23
g A2
A3
& o o
N e R N .
"*‘ermva‘ " A NHAS o A JNHAC
< E\~ «:‘.‘:-’*" o
Oéi\'é N 8:}‘ F‘izN o ‘5 a“: HN e D

11
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1
AA-S-R AR R FE B, E 90%.

X F (4-TAEAL4-FRTRBAE) BEREN 1 T2 Pagyriks
%133,

(1) *F R4k B3 894 5%,

500 mL BT A NFAK DMF (120 mL) #= 2-C 8 & A -5-#5 AR R
(25.0g,96.5mmol, 0.1mol), & # 5 A J& /v NE&BR 42 (433 mg,1.93mmol, 0.02
eq), B R A F R TFTH # 10 min /5w A\ S-PHOS(1.6 g,3.85mmol, 0.04 eq),
FAREBBAA, HH20min 5 FIE (25-30°C) Fhe Bl kKb H &0 4-C
A K -A4- 2 KT H B4 (145 mL, 145mmol, 1.50eq), #=% & HKF 65~70°C
B R 16 B o TLC AWM BAH R R 4G, R R RAHEER, QAER
PN FA BRI (15mL) FRE R FRERENTL KT, svA 400 mL
CERCES, ik, KMACTEKRCE (400 mL * 2) R, &4 A48, AR
(500 mL) #bi& M, 1ot @ sizig (500 mL) #bik—iB, RRKARMAT
K, IR, BUR KGR, L F B4R EATHAL, BBLH DCM: MeOH=50:1~30:1,
59 4k B3 3% & B4Rk, 10.3g, HCF 36.5%. LC-MS (ESI): m/z 295 (M+H)+.

(2) a4k C3 &9 &A%,

500ml B2 F#R P F 4R B3 (103 g,) A=CBE (250ml) R4 . R AR
RAHESC, mAN5%PC (152, 15% w), LA5AT (F&) 8%
25°CH R 16 vBF, TLC #M (DCM:EA=5:1) R E X5, REKRERAE
Tk, ARG EES S PR C3) 94 go =SB ARBMmk, #
HeEgAERTT—FHRE. LC-MS (ESD): m/z265 (M+H)+.

(3) a4k D &9 4 &

1L i Nd a4k C3 (9.4g, 1.00 eq) #2260 mL B8R, £%A
Jm 46 mL CERET, £& T R 2 . TLC %M (DCM:MeOH=10:1) /& #t
B R RAERG, FRE&LE, BRNIRBERERERRK, 2N 150 mL K,
KAR OB GBS (100 mL * 2) 8, FHhudAK (100mL) %Az, 18
Fe @ MA % (100 mL) 2Rk —k, KRR THE, BREKLE, F4H° %,
A E & A 200 mL MTBE 473, U8 FBReE % EBE (P 4k D) 9.6g,
AE 89%. W R BALE R 292%. LC-MS (ESI): m/z 307 (M+H)+,

R 1 TR &R 2- R A-5- AR R UmLIF R 2-CBt
A
B (R

12
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EHM 4 FIEIKRD &R (BRI 2—BLE K L)
H oo HoN AcHN
— — NHAc
H,N EtOH COZETHZ CO,Et
C4 D

F 500ml =i, ¥ 7-RK-4,5-= A -1H-K 5 [b] £ 4 #-2(3H)-EA

(17.6g, 0.lmoml), T& (250ml), 98%FiEk (Sml) R4, wHEERRE
5024 B, BAEKRDN, FREXEE, BREERERGEET. RGN
AP ke (200ml) A=K (100ml), K&FEEE 10°CAT, B IN £ ALK
BT pHT~8, MH SR, KA R TRER, At AAE, ofg i
Rikk, TRABANTIE, Wik, BRERE, RRFER, F3_RLT

BE P 4k C4 L%, 25g, ABET—F R F.

10 bR C4 BT =& ¥ (200ml) F, Ao N = Chz (20.2g, 0.2mol, 2eq),
KisiRE 10CLTF, BATRE (2552, 025mol, 2.5eq). #AE, Rig
BJZ 1 NBF, BN, HFR B rdE, FREREIANKE IN HERP, #
15 25, ok, KABZRA T (S0ml*3) IR, AFHhAE, LKRHAERKR
TR, AR, BURRME, AMAIIEF, =% 400 mL MTBE 473%,

15 LR FIRAPRARD A K EEEIKR, 269 go P F B EALE 87.8%. LC-MS

(ESI): m/z 307 (M+H) "

EHEHB S FHEIKE 696K

[§ ~ B THF §’§ {\['
x S AcHi (e
AcHN ™ p cHN £

20 500 mL = 2 g g e AP Ia4R D (27.0 g, 88mmol, 1.0 eq), & (100
mL) =@ &= (200mL), BAAZLEM. EREMHThoAN—KE A AL
42 (185 g, 441mmol, 5.0eq), REKAZALFERELER N 3 1T, TLC &
MR R TE, MERK KI5 Ak S, 58 M N 300mL K, K48 EA
R (2X100 mL), FEAMA. KIEKSTH ON RHRKREpH £ 4, A
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B RATd, TEMAPFRKRE A EBRK, 191g, 1E 78%.

1H NMR (400 MHz, DMSO) § 12.09 (s, 1H), 9.86 (s, 1H), 9.18 (s, 1H),
7.38 (d, J =15.5Hz, 2H), 7.23 (d, ] = 8.5 Hz, 1H), 2.51 (d, ] = 8.1 Hz, 2H), 2.23
(t, T=7.1 Hz, 2H), 2.02 (s, 6H), 1.76 — 1.61 (m, 2H).

'HNMR # B LA 2.

EHH 6 LA ER (FRBRKXIR)

P N

r“”““"”"i{\QH PEA { i TORAHC l _
{ b e JNHA ' T MHy
A JHRAG T Il I e T Y T
SRS LR ] } i i
| ] L weater .
P BN HoNT
AcHNT ¢ £ {

250 mL BB HE P m N % B AEBR 40ml, Ae# E 90°C, - dtAe N F a4k E
(50¢g, 17.97mmol), WBHEH 95-100°C A2 5 1. TLC ¥l B B 7 5,

WA, REERZE 50-60°C, @R EAKE P HA 15 mL 4M HCl(aq) (&
B2t Z100°C) FRAE L, HE, KixTF A 600 mL 4M NaOH K% 74
pH %] 10, KABR B CHE (50mL *3) I, AFAHbAE, Rieiqm
ik (50 mL) Ak —k, LKABMTIE, BREKRLSE, % EK (P
W F)3.75g, K& 805%. R ABET—F R, LC-MS (ESI): m/z 261
(M+H)+,

250 mL = & R P R AT AR F (375 g) B T 19%2E 8 (30 mL)
Fo REAKZMMKE 90°C (RE) R 3 ) iF. TLC %M B#t R T 5,
KEBTERE SSCUT, #HAw 4MNaOH %% (45mL, 30 eq) 4 pH % 10,
KA R CBR GBS (80 mL * 5) 8, &t A AL, Aiek q sk (50 mL)
MRk —i#, TR T, REKYE, FH7% 245g, M7 BAL BT
&, HBLF A DCM, F%E&BK (4D, 1.93g, KE 76%. B R
BE 61.2%.

MS (ESI): m/z 177 (M+H)+.

'H NMR (400 MHz, DMSO) § 6.76 (d, J = 8.7 Hz, 1H), 6.68 (s, 2H), 6.42 (d,
J =8.7 Hz, 1H), 4.17 (s, 2H), 2.55 (t, ] = 5.9 Hz, 2H), 2.46 (t, J = 6.2 Hz, 2H),
2.00 — 1.80 (m, 2H).
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"HNMR # B F= i 5 A LE 3 A2 H 4,

R T AW AR (5 £IR)

o sy e
9 b Ty M

a s ] 3 N
-~ L' o R, ] . h H H N
T Moy, 1T O oy oy ey AR R e et N
: = MG 0T Ty Yy

C{: " a e
N -~ i o
i’[ i E - T =

A s L
AcH™ ™ oW

ACHNT . AgHNT F ;

5 250 mL = o 58 P 4K E (13.9, 0.05mol) & F =& %1 (200ml)
., KiBiER 5~10°C, #e XN DMF (1ml), FHhEB & (7.62g, 0.06mol,
1.2eq), AE, HRBRE2 M, BEERTFEE TLC AN, RAALZE,
BIEARBHAER, RGHA AT (50ml) ZMBERAREET, €4
2Ko FBLAMR 162g, AET—F A E,

10 F 250ml = v P, F—R T (200ml) F= =& 4L%e (8g, 0.06mol,
1.2eq) A3, KiBAHNES5~10C, FHiw LARIAN A FIRER (16.2¢
M T 100ml =& FHP), AE, RiBR A S I EF. TLC AN R & T 5,
TR R iR BIAKE IN 28 (300ml) *, HEHF 15 94, 9k, KHEHAZR
Fre (100ml*3) B, &HFH A, taf gz (80 mL) #hik—i,

15 RARBRA TR, REKYLG, FFAAKF S 10g, 20 CBEFW,
TRZHNAEERT F—F R . LC-MS (ESI): m/z 261 (M+H) ',

PR F S EBA N, H5EH 6 ME, F24e41, 232, =
¥ B AR 26.1%.
LC-MS (ESI): m/z 177 (M+H)".

20 Wb 1 ARy BN Rk 1 BT,
PR AT Ly &
2% Wb D| et E el T
i - - (% Bmsmk) |
SR AR B K | 83.7%* 40.0%
- 78% 61.2%
Bl K ok 87.8% 41.9%

*F AR 1 P AE

VA B S A BB LR SR 76 7 KA 3 R S TR AR, KB ARA R T
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DARYE R R AE R SRR EREN, RBEIRBSB KA HFAY, ¥ o kT R
N s R -
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R F £ K

1.5,8-— & H-34-— £ -2H-1-R8 (lbbd ) 896 m7T ik, ITRASRT
EEKE, X AR 25-Z P R EARXRTREE AN KR, FIER
E EagfRap L, Fais

P,HN NHP, NH;

@)
NHP, - PoHN
COOH |

L, PiA Py A RA R
2. RIERANEEK | TS MR Tk, BRHIEAT, PP adita
CEEA, RPBEA, FAEK (Cbz) A FAHZL (Fmoc);
Kt Hy, P, A= P, 48 ;
10 #—F kM, P AP, B,
3. ARABAAE R 1 R 2 TR SRT ik, HFIEAET, TAXKFR LA
% RBBRAENLT T, E,
ik AR R AREX I re 25-ZFFFAERX TR EERARL
I AR BB ) R B 2P ARG A = A AL AR AL T AT
15 4, BFPBAERK 1 E3 PE—ATARGERT *, L4FIEET, TES
Ak, X BT 6 2,5- 247 & AR T BRGB i AT & B4 4% 1 $24:
LS RIEE 1

Br

P N
¢ Y
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Hb, XA Y IRz AMEA, ZERP R P,RFPGAL; RACE
Cotle AR FA, Rkt aTh, L, FAL. RTARFL, 24
AFERTHK;

ik, ELH i b B4, fde. dppf —&fiefer =R K4

5 F, PGB,

ik, BELARE 8 BINAP. S-PHOS #= X-PHOS, # 4Lt S-PHOS.

5. ARBEAAZK 4 TR SR Tk, AHFIEET, RS MIBLK 1 i

DX A &L, Y AR

10
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6. MFERFERK] E3 PHE—AMKGERT X, BFEET, FES

AT EF, KNI AT389 2,5-—Fk 4P R AR T BB T AT & P & 2 424
SRR 2
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Az ROM " 1 OO
E g N R‘s‘: . . i e e
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7. AREARANZ K 6 TR SR T ik, AFIEET, TR S ML 2 L
1)Z A & A&
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Q
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5 HF, PP, ARARSPE, RAC ECoARTFTA,
9. ARAEAA| &K 8 FTEMEY, KNEAET, Pl PRI T
BEA ., RPmA. FAEL (Cbz) HFTFAEEL (Fmoc):; MM, P
Foe P, AR R #—F ik, P AP, A EA,
ik, R FA, ChA, FRA. RTERFTL, THREAHFTENK
10 T,
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OH
NHP,

P4+HN m

11

L, PiA Py A RA R

12, MR AIE K 11 by dan, R ET, PiA P iadit g
CBEE, RPEEEA, FAHZL (Cbz) = FAHL (Fmoc); ZMLiLH,
P, fe P,/ R #E—F ik, P AP, CBE,

13. ARABEAAIEZK 10 3 11 ey od, 4T, X AT adik

BANEWE: £

14, MA&K 8 £ 10 PH—AAT L X V AT 89L& Fa/ A A 2 K
11 213 PHE—IEG X I a9 o ad & od . EMREILES
My Fe| RIVERABER 254 P &9 2 H .
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