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(57) Abstract: Disclosed are a cyclic carbonate
monomer containing a double-sulfur five-
membered ring functional group, and preparation
method thereof. The cyclic carbonate monomer
can be simply and efficiently synthesized without
protection and deprotection processes. The cyclic
carbonate monomer of the present invention can
be utilized to obtain polycarbonate having a con-
trollable molecular weight and molecular weight
distribution via ring opening polymerization, and
has biodegradability and reduction-sensitive re-
versible crosslinking properties. The present in-
vention can be used in a carrier having control-
lably released drug, a biological tissue scaffold or
a biochip.
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1. —/KEREIH (28.25g, 381.7 mmol) ¥AE7L400 mL N, N-_FZEFELE

(DMF) 7, 50°CIIAESSRIEM, FMIMA_ZRPL I (20g, 76.4 mmol
), RR48/NIF e [ R E A TR ER A TEFFIDME, 85 F200mLA KRR
FH250
mL LR CEEABIUIR, Soa BV ASR R & GRS MA, T BT70%;

2. IERETE400 mLEPUERRIE (THF) TR EYIATEZE S PIE24/NE, 537
AR, B2 EYB, 7 E>98%;

3. HREMST, WAYB (11.7g, 70.5mmol) BT T TMTHE (150 mL
) I, PR EEEE. BEAHEC, ARFRRIEE (15.65mL, 119.8
mmol) , SRJFZEFEIAELN (22.83 mL, 120.0 mmol) - FEREINFERE, %K
RIEEVOKIEFAE T ARG N he N EERE, T IEHEF 4 FIECN-HCL, JBIRE
TR, BUoHOBSHTT B IRES R, BREERAE, RIS TIAbE
EHIIPIRIIRER 1R (CDC) | 7 %64%-

B 1A R P ICDCHI G, 'H NMR (400 MHz, CDCl 5): 6 3.14 (s, 4H),
4.51 (s, 4H)o TTESHTH: C:41.8 %, H: 4.20 %, 0: 24.3 % (Fig: C:41.67 %,
H: 4.17 %, 0:25%. S: 33.3%) . CDCHERIFET: MS: 1925 (5T
e 192) , WER2e FTE3RARRE R4 SR CDCIY Sk b 5 TR 1 7
W, AR LT IAE330 nmANE R, H IR EE R A SR IR AOHE R T
HE5E

SRt — SRR LTI REER A PR IR BR L1 (CDC) A Ak

1. —/KEREIEN (28.25 g, 381.7 mmol) V7400 mL_FF I (DMSO
) W, AeCIIABE R 2T, BRI R _F (20g, 764 mmol) , X
48/ e SRR AR TR LA FIDMSO, SR FH200mLAE K F g, FH250
mL LR CEEABIUIR, Soa B HEIEASR R EERTTRIEYA, 7 B42%;

2. IERETE400 mLEJL, 4-Z—F AT RN EYATEESTE, 75T RIFHER
RS, BRI EYB, 7 2%>98%;

3. HREMET, WAEYB (11.7g, 70.5mmol) BF T TEuTMIL, 4-"F5
I (150 mL) 1, WPRTERIEME. BERFITC, IMASERKIE (15.65
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[0055] HRSIET, 03 g (1.56 mmol) & XHR T ICEALNEE: H AOERR BRER B
& (CDC) « 2 mL_RAFEIIAEE RNZEE, SRIFIIAS T 55000002 L
ZFF05g (0.1mmol) FA1 mLAVEEFIN U= FEMEE) RN SR
IR (0.1
mol/L) , FEMRNEFEEF, BRHTEM, WA°CHEETRNIKE, H
VKRR, FEVKCBERYTE, AR B2 TEREE YAk
Fis 2 4 WPEGS5k- h-PCDC2.8k-

[0056] Bt FRTABRIRER 26 W) K '"H NMR (400 MHz, CDCI 5): 3.08 (s,
-CCH ,), 3.30 (m, -OCH ), 4.05 (s, -CH ;,OCOCHCH »-), 4.07 (s, -OCH ,CCH ,0-),
4.31 (m, -CCH ,)-

[0057]  SEHREfI Y PRk B R S YIPEGSk-P(CDC2.5k- co-CL3.9k) A AR

[0058] ¥
B A G A e v
S g S—3F

, A, m=114, x=21.9, y=13.0, n=34.9-
[0059] TERSIAE T, 028 ¢ (1.46 mmol) CDCHUAFO0.4 g (3.51 mmol) HITAEE (
e-CL) BAE3 mL_KF R, IMAES NS E, RIFINA ST 55000892 4
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ZfF05g (0.1 mmol) FAImMUMEMLFIN (N =FEAEE:) Meetn) SR RET

(0.l mol/L) , FEMRNEFEETF, HHLTEM, BACHTET RN 1R
5, AVKCRREAE RN, TEORCEEPTTE, &RAEEE. BE TG
AR IR B 2R -& IPEGSk-P(CDC2.5k- co-CL3.9k)-

B IS A LR R AR RS 'H NMR (400 MHz,CDCI 5): 1.40(m,-COCH ,
CH ,CH ,CH ,CH ,-), 1.65 (m, -COCH ,CH ,CH ,CH ,CH »-), 2.30 (t,-COCH ,CH ,CH
,CH ,CH »-), 3.08 (s, -CCH ,), 3.30 (m,-OCH 3), 4.03 (t,-COCH ,CH ,CH ,CH ,CH ,
0-), 4.05 (s,-CH ;,OCOCHCH ,-), 4.07 (s, -OCH ,CCH ,0-), 4.31 (m, -CCH ,); GPC{ll|
9 T&: 140kDa, S TEDMH: 1.56

EHEf R R ARG KIPEGSk- b-PCDC2.8k I &

FFHENTEH &R GV KA REYPEGSK- b-PCDC2.8KIFEEN, N-
CHREMAEM (2mg/mL) F, B200 uLiFEINEI800 nLBEHRRER R MR (10 mM
. pH7.4, PB) #1. FEXENE (MWCO 3500) FBENHER, #AERK, BT
A APB (10mM, pH7.4) - SEAGEIFIRGYIANARIIIRE 70.2 mg/mL-

SRS BRADRRL FPEGSk- b-PCDC2.8K A2 B . fEACHE. HIEEME

AR S BHIN (EA BE A ZARACBERE (DTT) #17. RREIRKIKIE
HoBRA 1008, RER S RGBS & T B RBIER (1 mL
., 0.25mg/mL, 3.21x10 Smmol) FHIAL0
wLIE AR oK) RS BEEE (DTT)  (0.007 mg, 4.67x10 Smmol, Ff3%
B HEMIEE /RS0 %) |, PRI N 1R MR THIRST A 15090K
FAPCE S BRARLASAR LB DA 15%-  SCBR S B4R KR AR IS R 1005 LIS B
RARFRAR AT L TICE 2R, TR T, HalUE T, AcEt
AT DB KRR 3 s Rk B RGLRE

iR DARB S EED WA E AL (GSH) TEH T, ERSRTFI37
CEAMT, RCBRPPRRIERIE R 10785 . IAGSHIEETLR & 9IRKT
R B ZIRE 10 mMe  ACBRYIRRL TR AR BEE I 18] PHERS D BN, it
B G PRI E R B R Y AR T W ZE40 i B 7 7E s IR )
TIFEYFGSH, E I &R B R EEMEE B IA &o RETR H
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5, BREY-

FFAMTTVEN SCBR B R h KL ) 4B 2 1 A A T (8 A 3 B9 4B i MCF-7
(NFUBEAEAE) I RIRaw 264.7 (/NEEEARME) 4HAE. Llix10¢
NmLRFMCF-74 i 5 Raw 264. 740 0FRI T 964Uk, FAL100 uL, HEFFEZ0MENG
BERS, SURAEIMA S H A FIREZ R EMPRR SRR, s =S s iR
LR SRR AL, FAraNE Al BRI 24/ N S B 96f LR, 1AM
TT (5.0mg/mL) 10uL, REESR4/NESREFLINIA 150 uL DMSOE AL B 45
m T, AT 492 nm I ERCEAE (A) |, DIEFREREOfHE, TEA
JEER.

REr ! ik R "'&‘
RS =

S

3§

A
Ry

A AIRELH490 nm AL B FEEE, A HZE IR BREH492 nm b BT R
BYNRESHIH0.1, 02, 03, 04, 0.5mg/mL. &6 KR IS
. BRI LIE Y, AR EYARL IR MO.1 mg/mLIE K F0.5
mg/mLIT, Raw264. 748l FfIMCF-740 I8 7 1 24155 T85%, 1 HHPEGSk- b
-PCDC2.8k KA AKKLEH RIFIIEYEEE-

S BRI R AN KK PEGSk- b-PCDC2.8k B Z < RSMNEI M AR FE

IR B R ERZY). MTHELYNER ORI, B RIETE R
TR T HERERERMIIRE, E#IER: 1.2 mg (0.002 mmol) I ERE
fEAE225 uLAIDMSOH, i1 = Z.[%0.58 mL (m = 0.419 mg, 0.004 mmol) i #¥12/)
I, WGE FEEW- PSR FIDMSOE IR 5.0 mg/mLe FFAKREY 9K
KIPEGSk- b-PCDC2.8KIEF7ENN- A FAE (DMF) 1. KifERA _FIL
TN 5 28 KL T-PEGSk- b-PCDC2.8k [IDMEE IRIE FIE 25 5 RAY)
i RES), WA T EERETIMAMETEERM oK (155d) |, 5
JERT— IR KT

LRGN AN B AR BRAD F SR ] TS 20 T RF100 nL AR BR B B R
HZRE AR TR R T, RS TER#T 3.0 mL DMSOTT, FI G5t
FERE R, G5 AT ER FE R T B A S 2.
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[0075]
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#Zj&E (DLC) MEHZE (DLE) RIEUTAAITHE:
BORE (W) = (BAYEERSYESR) x100 %
BERER (%) = CREZAVER/ZYEHENAE) x100 %

FR1R EIRITESER . afUEH, BEYPEGSk- b-PCDC2.8KHH AKX /N1
PEZYM R LA SR e EE-
F1 B ERTEBRGORE TS E . SRR R

_— HA | gE5E | A | RT |
e _ _ » e K Cs n il
(b %% oy ey % (s
& 1.8 83 % LRG3 17
PEGSk-5-PCDOD 8k i T4 Rt 1633 g2
i3 o1 68.2 17332 Y

BB R ARETICR S R FE37 CIEIR IR IR T BT (200 rpm) #4T. ZWRERUEH
THPATREA TR FOR, BHEAE AR BE, KBEMERNRE
YRR TAENIANL0 mM BT AL (GSH) #EFIHAE A2 JHEASEPB (10 mM, pH
7.4) PRV BB, TEERER RS YRR FIEPB (10 mM, pH 7.4)
ARG B R A PIRB TR 25 mg/L, H0.5 mL
AN ZETTSS (MWCO: 12,000-14,000) A, &FMaVE AR BT
25 mL, FEFUERRT A ARG, EUHS.0 mLBENTESSSNRA T ENNR, RIS )it
EHENINS.0 mL MR A . {FFIEDINBURGH FLS920%¢ S & & 1R 25 )ik
o KTE7 R ER RHBRE S AR R KEPR LB, IIABLE
MEAD I E AL (GSH) J5, HBBHBERTRE IGSHA S,
EIABZ IS BRI T HH 10 mM B R Y IGSHINETE T, BEE 3B
B

#HDOXHIPEGSk- b
-PCDC2.8k TERAA KK T FHAMTTIENIA I X Raw264. 72011 . MCF-74fi % i Z4%
. BZIARSTERANAN KR ZIE XTI LiRaw264. 7480 R, KiRaw264.7
HLAIX10 + N /mLEZERTI6fLIR, HEAL100 uL, BErBdHMNGRESS, 4G4 5
BIIIAEH0.01. 0.1- 1. 5. 10« 5071100 wg/mL A% 2 2 AT BN KL TR

10
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[0078]
[0079]

[0080]

[0081]

[0082]

, BB R AR SCERGRR T ISR N e P B R IR IR, RS
RIS ES O, BN ETL. ST R48/ NI U6 LR, i
AMTT (5.0 mg/mL) 10 uL, REEEE3%4 h5EFLINA150 uL DMSOB AL L)
g, AT 492 nm M EBOEEE (A) |, DIERESOHE, T8
MR KRS, NEERAILIEN, BRI R T 1 Raw264.7
A BRI N 4.89 ug/mL, [T AEDOXHIPEGSk- b-PCDC2.8k A8 BXAH KA
FHEE IR AR AR Yt R SE R 2

SR )\ B ZIPEGSk- b-PCDC2.8KAE BX A AL 7E /N A4 PR A LR A 2

SIS IRE R 18~20 WAL, 4~6fRAICSTBL6/NER (TRIBE g4y
RREBESS ST |, MES, HREESSSE, KBEAYRRM E mZY
T BRI N AR, B DOXZE M 10
mg/kg, 70« 0.25. 0.5« 1. 2. 4. 8. 127124 /NP8 S BUMA 10 ul, BT ZERE
FEMERRPR UM &, DU 100 uLiR 1% h 1% 8 fiIh@ #1500 uL DMF  (H A3
H20 mMEIDTT, 1 MEIHCD ZEG B0 (20000884380, 205080 J5, BUEZ
B, M58 A L DOX H & -

K9 R BB B & B -B WIPEGSk- b-PCDC2.8K A8 B AN AL T-7E/ NG MR PR B4 LV 0
INGESLIA, MEARAT ORI AL, A FR R4 o LR FIDOX & o /5 FIDOXTE S &

(ID%/g) - FIERI%1, HEDOXAEERNS AR/ N CARMERIZIDOX, i
PB4/ N IS 554 ID
Polge HIE/NFARH FIVE BRI B R4.67/N, 111 B FHIDOX{XR0.21/ N5
o BT DA S BRANABLTE NR AR AR, B BRI (AT

SRt —+— #ZIPEGSk- b-PCDC2.8K AT BN AN filf B 2 2R &g/ INSR A A4
5 A

USRI E R 18~20 L, 4~6JARRAICSTBL/6/NER, TR NIESF1x106
PBIOBEREIMEMM, RAMAS, FEA/N9100~200 mm 3, REEZI490K
KA H FIDOXIE It B RIS/ N R (DOXZ) & 710 mg/kg) . 726 127124
NNTFRLIEER, R oL, BF, MR, FFTEAREH, I EISIIAS00
uL1%EIMH R T S AR, FEIA900 uL DMFAEL (HA1&7H20
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[0083]

[0084]

[0085]

[0086]

mMFIDTT, 1 MAJHCD - B (200008%/47%0, 205380 f5, W EZBER, &
T DL IASAE NI ] L DOX A E

K100 BB B 2 A ER B WIPEGSk- b-PCDC2. 8k A2 B 4 KN -5 1if 2B €5 2 g /s
SIS RE, BT EREEE, P A EEERA P IDOX
&G SKIDOXERN & (ID%/g) - EZIPKKIIES. 127024/ N AT R &7y
A793.12¢ 293 2.521D%/g, X T HHEDOXHAI1.05+ 0.52F10.29 ID%/gA Ui
I T 3~121%, VRBAEZS S BR YN ARLE 1T EPRS N 75 AR SR AR 40 & H BRI
Al

SEHEH 1 = FZIPEGSk- h-PCDC2.8K AT BR A KL faf B (2 2 v/ N VAT
S

LU EFRE N 18~20 WAEH, 4~6FIINICSTBLI6O/NER, WERE, HEEY
SordH, fERC S 1x106
PBloFBERMEAN, RA—/EE, MEA/INA30~50 mm MW, K8 9K
1 HHDOXTE0. 2+ 4. 6F8F BT BEHKIES/ NEARA, H A #Zighrn
DOXMJ&EM10. 20. 30 mg/kg, HHEDOXZE 710 mgkg, MO~15K, R
RAENRAVRE, B ROEF R B AT, e AR B
H: V= (LxWxH) 72, (ERLAMENKE, WHMNEWTE, HAMEME
) o O/ NRIATE, HEl46K-

11 B B & (RS YIPEGSK- b-PCDC2. 8K A BRAN KA 75 17 24 €2 28 v /s
SREIEI R A 2R e B 122 DR E R L B 13 N AR TR 2R
K. R0, ZEDOXIRIE 30 mg/kg, HDOXMGIRKIEIT 16K, Mg
FNHHEME, TDOX R AEMHIEI &, (EX/NRMFRIERBRKR. BIE
BEZIYORK P DOXIIHRE 7130 mg/kght, DNRIIAREILTRE R EMZE, W
BHE 2GR NREE ZRITEA . TIDOXA R/ N ELTRINFEAS T 23%,
YLIADOX /MR EITEFHR K. [FIFEETEDOXIRE 7130 mg/kg, EDOXM4H KA
TWIT46R G XA E R A, TDOXIRIT 10K £FFFE T, WfE R EAP
BSHREFNAEIS RIS &FILT . Fb, B PRR ] E I HI g &
X NRBCEFRIER, 18RS A 2 5 A A 2 I A

12



WO 2015/180655 PCT/CN2015/079998

[0087) LA L4 SRR 4 B ) 1 ol A PR EUO K 6 DL U AR, R 20
WIBSRIFNT , T LU UM 5 P O TEERI ], SIS A AT
WERE, RAHNERASOIRE, TUHRAMEANE, FrRENS
R
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