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OTreri xoHe KYKIPTI 0ap rerepoHMKJAI KOCHLIbICTAP
Conrbpl KbUIIAphl O€c MyIlesl, CaKMHAChlHIA €Kl TeTepoaToMbl Oap
FETEPOLUMKIALI  KOCBUIBICTAPJBIH, ~ MECTULUMATI  KacHeTTepl  YJKEH
KbI3BIFYIIBIIBIK TYAbIpyJAa. Byl KOChUIBICTap MHCEKTHIUATI, (QYHTHIIUATI,
OCIMIIKTIH ©CY1H PETTEYIIl )KOHE repOUIIUATI KACUETTEPTE He.
2-(mmuazonuia-N-metun)-2-heHun-1,3-auokcosnan (1) (YHTUIIUATI
AKTUBTUIIKKE H€; OJI 9p TYPJl MOJCHU OCIMIIKTEPAIH aypylapbIMEH Kypecy
YII1H KOJITaHbLIa/Ibl.
Konopaa KOHBI3BIMEH KYpecy YIIiH (2) KOCBUIBIC KEHIHEH KOJITaHbLIaIbI.

KaHT KbI3bLIIIACKI MEH MaKTaHbIH apaMmIIenTepiMeH Kypecy yuiH 4-(2,6-

TUXJIOPOCH3UIOKCUMETII)-2,2 - TUMETHUI-4-3TrI- 1,3-11noKCcoIaH (3)
KOCBHUIBICHI KOJITAHBLIAIEI.
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(1) KOCBLIBICTBIH CHUHTE31 TOMEHET1 ChI30aHyCKa apKbLibl JKYPE/L:

Ar /CH3
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—H: EE—
H20 ’> : —HBr
R! R?

N=x
Ar CH;BI‘ NK

0><0 =/ > (1)

—Kbr (1)
RI: :R2

OCIMIIKTEH aJbIHFaH MHCEKTUIIUAKE ce3aMMH (5) KaTajpbl.

ArCOCH; + R!CH(OH)—CH(OH)R?

—_—

KyImTi MHCEKTUUMATI AKTUBTUIIKKE M€ KYKIPTTI TE€TEPOLMKIIl KOCBLIBICKA
HepenucTOKCUHAI (6) >karkpizyra Oosiaabl. On ete ynbl. HepenctoxkcuHHIH

aHaJIOThI (7) MHCEKTULIMA1 )KOHE TepOMIIUATI aKTUBTUIIKKE HE.
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Oxkca3011bIH TYBIHAbLJIAPbI
N-anmnokca3zonuanud (26) KOHE 2-CIUPOLMKIOATKIWIOKCA30JIUINH
(byHTHUCTaTUKAJbIK OCEpPre He >KOHE MakKTra aypybIMEH Kypecy YIIIH
KoJaanbuiagel.  OKca3osl KypbUIBIMIBL (27) TybIHABUIAP, OKCA30JWHOH-2
(28), okcazomuHANOH-2,4 (29) pyHrMIHUATI KACUETTEPre €.
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(|30R3
(26) (27) (28) (29)
BHHKI030JIJMH — aK KpHUCTalIbl 3aT, MpakTUKaJa KEH KOJJIaHBUIATHIH
MaHbI31bl QyHTULIUA. OHBI CUHTE3/ICY 9MICI:
C}> (I)H C!
/ N\_NCO 4+ CH,—CHCCOOH —s :/ N O
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Cl CH, cl OAO < CH=CH,

CH,

(8)
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g N30Kca30.1 TYBIHABLIAPLI

M3okca3oiFa HET13/eJIreH O1pHeIIe npenaparrapAasl ainy 91CTEPl TOMEHE
KOPCETLITEH.

I'muMeKca30J1 — aK KpUCTaJlJIbl 3aT, CyAa, METAHOJI/1a KOHE ATaHOI/a KAKCHI
epuai. KocbuIbICTBI TOMEHAET1 )KOJIMEH CUHTE3ACH/II:

PClg NH20H
CH3;C(OH)=CHCOOC;H; —> CH,CCl=CHCOOC.H; —-HC]+
H3C\
—_— 0’_\__...OH
\N/

N30ypoH — aK KpUCTAJJIbI 3aT, OPraHUKAJIBIK €PITKIIITEPC )KAKChl EPHU/IL.
Toemenzue oHBI CI/IHTGBI[CVI[IH €K1 9/11C1 KOPCETUITCH.

(CH3);C _
> —>-—CONH2 + (CHy):NH + NaOCl —>
(CH,),C >
— \_\———NHCON(CHa)g (15)
N
(CH3)3C\ (CH3),C \

o\/  )—NH, + (CH)aNCOCI g O{ )~ NHCON(CHy),
N N

(16)
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beH30Kca30/1bIH TYBIHABLIAPBI

beH30KCca30/1AbIH TYBIHABLIAPHI )KOHE OCH30KCA30JIMHOH KOCBUIBICTAPBIHBIH,
necTUUATIK 3(QPEeKTUBTUII KeH 3eprrenyac. Kemreren mpemnaparrap
aybUIIIApyalllbUIBIFBIHA XKOHE 0acKa Ja canaiapaa KeH KOoJIIaHbLIabl.

beH30KkCca30IMHOH-2 KOCBUIBICBIH OlpHEIIe oaicTepMeH cuHTe3aeiai (20,

21). NH
@ CONH: e ij:> X
> tenmanerd
(20)
X ol N
7 _ONHg ~NH _CONHzlp
N | -—NH4CI --2NH3 (21)

OYHIrUIUATI aKTUBTUIIKKE HME KapamalbIM TYbIHJIBUIAPBIHBIH O1p1 4,5,6-
TPUXJIOPOEH30KCA30JUHOH (47). OHBI TeMeHz[eri ’KOJIMEH CUHTE3CH 1.

@\ >=0+3c12 — \(J)\ >-—~0 + 3HCI
ct”

(47-)
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Tuazoa MeH 0eH30THA30AbIH TYBIHAbLIAPbI

TuazonaplH TYBIHABUIAPBIH THO KBIMIKBUIABIH aMHUJITEPIH XJIOPAIbICTHUI
HEMECE XJIOPKETOHJAAPMEH OPEKETTECTIPY AapKbUIbl CUHTE3ACHIl (26).
Tua3zodMHHIH TYyBIHJABUIAPHIH THOMOYEBHMHAHBIH  XJIOpAllEeTadbJACTHUITIH,
HEMECEe OHBIH T'OMOJIOTTApbIMEH OPEKETTECTIPY apKbLIbl cCUHTE3AeH 1 (27).
Ocbl 91C apKbLJIbl TUA30JIUAUHHIH TYbIHIBLIAPBIH Ja CUHTE3ACH 1 (28).

P2S;5 . R2C(O)CHCIR3
R'C(ONH; —> RIC(S)NH; —— -

R!NHC(S)NHR? + CICH;CHO —> (>—-NR‘ (27)
NR2

RNHCH,CH,C1 4+ ArNCS —— (%NA:‘ (28)
NR
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TuazonuauHHIH TYBIHABLIAPHI apachlHaa akapuuug peTinae ¢uayoeH3uMuH
npenaparbl KeH KoJaaHbuiaabl. OHbI CHHTE3ACY gnici:

CF3N

CF3N

N—CgH;

bena3oauH — ak KpucTajabl 3aT. ['epOuIua peTiHle KeH KOJIaHbLIAThIH
OC€H30TPHA30JIbIH TYbIHABICHL. IIpemapar TepiHi TiTipkeHAIpMeial. OHbI
TOMEHJICT1]IeH KOJIMEH cnmemenm

>=O + CICH;COONa —
NCHQCOOH

BeH3TI/Ia3ypOH AKOHE MeTaﬁeH3TI/la3yp0H repOMIUATEPIH  TOMEHJICTI
KOJIMEH anazlbr

O/ >_NHR 4+ CH;NCO —> Q%NRCONHCH,

R=H, CH,
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M30THA30/1AbIH KOHE 0€H30U30THA30ABIH TYBIHAbLIAPbI

beH30M30THA30IbIH, ~ JKOHE OJapAblH  TYBIHJABLUIAPBIHBIH  IIECTUIIUATI
KacueTTepi oTe ToeMmeH. beH30M30THa30IIMOKCUATIH-1,1 TyBIHABLIAPHI
KeHIHEH 3epTTelAreH. bya TONThIH TYBIHIBLIAPHI apachiHIa Keuoip
KOCBUIBICTAD (PYHTHLIUATI KOHE OakTepUUMATI akKTUBTUIiKKe wue. On
KOCBLJIBICTAp TOMEHIE€ KOPCETUITCH:

SO, T] SO, SO,
O Tom (g
RN 3/\ 2

| [ =

(67) (68) (69)

(38) xxone (39) CBIB6aH¥CKaJIa OJIApIbl ATy 9JICTEPI KepceTiJIreH:

so2
38
“CN R ZHCI Y R2 (38)

SO,Cl .
@: +NHy — (39)
COCl
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~—MWmupaszon MeH 6eH3UMHAA30AbIH TYbIHABLIAPbI

beH3MMUIa30J/IbIH  TYBIHABLIAPHI (GyHrUOUg  peTIHAE  YJIKEH
KbI3bIFYIIBUIBIK TYIBIPIbI.

['upanTouH (MMUIA30AUMOH-2,4) TYBIHABUIAPBIHAH (QPYHTHUIHUATI KOHE
repOUIIUATI dCEepre e KOChUIBICTAP AJIbIHFAH, KeUOIpeyaepl MHCEKTUIUTI
KOHE aKapULUATI KacueTTepre ue. [ MaIaHTOMHHBIH CUHTE3!:

RNCO + NH,CH; COOH —> RNHCONHCH,COOH ——>

NH
— L d==0 (41
s
07 “WR

Kypambiaga 3,5-guxiaopdeHun ToObl O0ap T'MIaHTOMHHBIH TYBIHbLIAPHIH
TOMEH/IET1 KOJIMEH CUHTE3ASHI1:

R O

Cl.. > /< cl
>§_>_ \_NCO 4 H,NCHRCOOH —»> HN’ — N (42)
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MMy ga30aablH JUOKCONAH bl TYBIHABLIAPHI )KOFaphl aKTUBTLIIKKE He. OHBI

TOMEHJIET1 )KOJIMEH CUHTE3IEHUII:
NH

COCH,Br
A~ Cl HOCHR \( b‘
+ — —_
\j/ HOCH2 yd TNaOH
O CH,Br
ClI
Cl
0
N\
N\__cI
— —_ (57)
O
. x
CH2N/
7

EH anfam GpyHruuug peTiHiae KapoeHaasuM >xkoHe 0eHOMMJI ITpenapaTTapbl
KoJimanbuFad. OJiap eCIMIIIKTIH aypyJIapbIMEH KYPECY VIIIH KOJIaHbLIAIbI.

KapOena3zum ToMeHAer1 9ICIIEH CUHTE3/IEIIE/I1:
CiCOOCH;,

(NH;):CS + (CHy)2SO; —> (H;NC=NHj),S0%

CH,
NH

CeH4(NH2)2-1,2 (&
—>» H,NC=NCOOCH,; > | >—NHCOOCH3

j X
SCH;
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BeHOMHJI npenaparbiH MbIHA ChI30aHYCKA apKbLIbl CHHTE3ACH /1
NCONHC,Hy

(I >——NHCOOCH3 + C,H,NCO —> (I >—NHCOOCH3

Jonnepnai gopuaey yiniH (pydepuaa3on mpenaparsbl KeH KOJIAAaHBIC TallKaH.
OHBI KeJIeCl KOJIMEH ajiabl

NH, NH
O G = QL3
N O

Tuabengazon poHaepal Jopiiey VIINIH KOJJAaHBUIATBIH Tarbl Ja O1p
nperapar Typi. OHBI CHHTE3/EY KOJIBl TOMCH/IC KOPCETINTeH.

(INH +H°°C—( > q:}f>
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IIMpa30abIH TYBIHABLIAPBI

[Irpa3oabIiH aKTUBTI TYbIHbLIAPHI

HNCO—N’\N />__\//:>_R.. CIZ_<CH3
o N\

AR ]

QJ | 8 WeeH

R! (93) (94)

3\ R? H,C COAr HiC\ - ,NO,
Ho—{ N : i——OH N>_\<—C}
N{l \6‘13 \Né
(95) (96) (97)

JIndeH30KkBaT NHUPa30JAbIH NPAKTHUKAAA KEH KOJIJIAHBIC TallKaH TYbIHABICHI.
OHBI CHUHTE3/1ey SILICI

B

5H5
| NHgNH _2CHg)2804
CeH;COCHCI—CHCICgHs —r 2 C5H5—~< \

-2HC1, -H30
/C5H5
— c5H5—~\// )‘KICHa. CH,SO; (71)

NCH,
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