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2
/roe X~o-Cl wnu M~Br,R,~ ankun Gy~Cy,Ry=
CR3R4R; Ry -~ rpynna OR;, SRg unm
MQ,RG-menammnCp£4;R4uR,-
onnHakosbie, -H MM ankunrpynna C{—Cq
Wi Rq ~ H ¥ Rg - ankun C-C4, xoTopmm
MOXeT OHTh 3aMemeH OKCHIDYNNnod WM
Ry, Ry m R¢ BMecTe ¢ C, k KOTOpOMYy
OHH npHCoenHHeHn, ob6pasyiT aMHaorpyn-
ny, WIiH $apManeBTHUYECKH COBMEC THMbBIX
collefi, KoTopwle obnapnawpT aHTHIHIIepTO-
HHYECKOH aKTHBHOCTh, llens - paapa-
Gorka Cnocoba mnostyueHHs Gosiee akTHBHAX
coenvHeHHd, Ilonyuense sepyT peakuHef
THOPA3HMHTHAPATA CO CJIOXHBIM 3bHPOM
-t R,~COOR, rpme R - uuamup anxkHn,
Rz T YKasaHo Bpme, C nocrenywmHM BIg-
HMOJE€ACTBHEM MNOJYYEeHHOTOo augdnruapa-
3HHa C apHIIalIKMIIKeTOHOM C Bbile/le HHeM
‘U€JIEBOTO MPOAYKTA HJIM MepeBOAOM ero
B dapManeBTHueCcKkH COBMECTHMYI0 COJlb,
2 Tabn,

[ an n [ 4]

HaobpeTeHHe OTHOCHTCHA K opraHHyec-
KOM XHUMHH, a HMEHHO K Crocoby nony-
YE€HHSA HOBBIX TNPOH3IBOAHBIX FHApPAa3HHa
obmest dopMynsl

C=N-N-C-R,
SOFEEN R

rge X -~ o-Cl mau M—-Br;
R1 - C “'C4-aJIKHJ’I;
RQ - rpynna CR;Rng;
Ry - rpynna ORg, SRg nnu NH,;
R¢ = Bopmopon wnm C,-~Cq-anxun;

R¢ H Ry OOHHAKOBble, BOMOPOA HIH
Cy=Cq~ankunrpynna i Rq - Bonmopopg

R ;= C(~C4-ankun, koTopeii MoxeT OuTh
3aMemeH OKCHIDPYNNOH, HIH R5, R‘;n R5
BMECTE C aTOMOM yrilepona, K KOTODOMY
OHHM npHCoenHHeHn, obpasywoT aMHgorpyn-
ny, HWIH HX dapManeBTHUYECKH COBMECTH-
MbIX coneit, xoropmé obi1aganT aHTHIH-
NMePTOHHYECKOH aKTHBHOCTBIO M MOTYT
OHTb HCHOJIb3OBAHW B MeHIIHHe ,

Henbw Hsobperenus ABJIA€TCA pa3pa-
6oTka cnocoba nonyuenus CoenHHeHHH
dopmMyma (I), xoTopsle o6nanalT Bbico-
KOH aHTHTHNepTOHHYeCKol AKTHBHOC ThIq,

MTpumep 1. Cuures 1-(2-okch-
Hsoﬁyrupoun)—z-(1-oproxnop¢eﬂun-1—
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3THMHEH) -THAPA3HHA, HasbIBaeMoro
nponoyktom MP 440,

A. B xon6y dpneuMeiiepa, CHaGxeHHYI
MaTHHTHOI CHCTeMoO} nepeMemHBAaHHA H
BOCXOOAINMHM XOJIOOHIBbHHKOM, BBOOAT NO*=
cnenoparenbHo 100 Mn aranona, 2 T
runpasuuraapara (0,04 Momp) M 5 1
srun-2-okcuuzobytupara (0,038 mons).
PeakHOHHYI0 CMeCh KHIATAT C OBpaTHHM
xonogunbHukoM 3 u, llocne oxnaxpesns
pacTBop o6pafaThBalT Ha POTAUHOHHOM
UcnapHTene BIJIOTH [0 NOJNYUYeHHA TBep~
OOTOo BemecTBa, KOTOpoe OTQHIbLTPOBLI-

' BAaT H NPOMHIBAKT XOJIOAHHM 3TaHOJIOM,
saTeM 3dupoM. Buixon 90Z, T.mm. 98°cC,

B. B xon6y Jpieumeitepa, CHaGxeH-=
HYI0 MarHHTHOM CHCTEeMOH NepeMemMBaHHA
M BOCXOIAMHM XOJIONWIBHHKOM, BBOAAT
nocienoparensio 100 mn srawona, 3,8 r
(0,032 Monb) (2-0XCHMH306Y THPOHN) —
ruppasHMHa M 5 r o—xijopaueTopeHoHa
(0,032 mons). CMech KHRATAT C obpaT=
HbIM XoJlopHibHHKOM 3 u, Ilocse oxnaxpe-
HHA, pacTBop KOHUEHTPHPYIOT Ha poTrauu-
OHHOM HMCnapHTese, 3aTeM OTQHIBTPOBLI™-
BapT. OCafioKk MepeKpHCTAJUIH30OBBIBAT H3
sTanona, Bemxon A 70Z, T.ma, ~128°C.

' H-fMP (DMCO-d¢), ppm: - 1,4 (cun-
‘rner, 6H, 2CHg); 2,25 (cumrner, 3H,
CH3-C=N); 5,8 (obmen, D,0, 1H, OH);
7,5 (Mynprunner, 4H, apoMaTHueckHe) ;
10,1 (obmen, D,0, 1H, NH).

Haomepn E ¥ Z npomykta MP 440.

Cupo#t nponykT MP 440 ananu3upywT
nyTeM XpoMaTorpaguH Ha IUIaCTHHKe U3
nuoxcuna kpemuus MERCK 60 F 254 ¢
noMombe OyTaHOHA B KauyecCcTBe MHrpa=
IMOHHOTO pactBopHTena. Habmonenne B
yo-obnactu (254 HM) obHapyxuBaeT Ha-
nuuMe cnenyiomMx HsoMepos: MP 440 E
u MP 440 Z MP 440 E : Ry=0,8, a
MP 440 Z : R£=0,7.

PasnelieHHe [BYX reoMeTpHUeCKHX
H30MepoB ocymecTBAseTrcs! B ABe cTra-
ouH, B nepsofi cTagHH NepeKpHCTAaUIH=
sauMsA H3 srTadHona MnH OyraHoHa pnaer
kpucTamm MP 440 E, KosueHTpHpOBaHHE
MaTOYHLIX pacTBOPOB NOSBOJISET CHOBA
MoJNlyuuThb OCanok u3oMepoB Z+E.

MaTouyHhe pacTBOPH,
nsomepoB E/Z (oxono 40/60), o6paba-
THIBAXT MYTEM KOJOHOuHOI XpoMartorpadun
Ha nuokcuae KpemHua MERCK SIL 1CA
GEL 60 ¢ nomMombw 3JioMpywme#i CMeCH,
Tonyona ¢ Gyranonom 50/50. MP 440 E

pexynepupyeTca nepepn H3oMepoM Z.
HaoMephl pasSiHYaTCA?
1) TemmepaTypoil HX NnapjeHHs: T.Nm.
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‘coenHHeHHs ,

146°C nna naoMepa Z H 160°C nna uso-
mepa E,

2) ux UK-cnextpoM (KBr): MP 440 E:
1685, 3100 (mmpoxan), 3365 (romkasn)
w 3440 cv~' (mupokas). MP 440 Z: 1680,
3260 (mmpokan), 3340 (roHkas) H

3430 cm~' (mpoxkan).

3) ux ﬂMP—'H-cneprou (CDC14, TMC) :

t
"C"CH 3

' fg—Cﬂg-apOMaTqucxue
OH 0

MP 440 Z 1,40 2,40 7,20-7,61

MP 440 E 1,52 2,35 7,30-7,55

9
ux SIMP- C - cnekrpom (CDClji, TMC):

@
HC

4)

@—;CH\;5

sy o

||

Cl ® 0 OH
123 4 5 6

MP 440 2 29,2 25,6 73,1 133,2 152,9 172,

MP 440 E 29,2 25,6 73,6 131,5 153,96 173,0

' Cormacho npHMepy 1 mMoJy4awT Coeau-

Hennn 2-36, ykasaHHwe B Tabm., 1;

AMP-CnexTps 3THX COeJIHHEHHH YyKa3aHbl

B npumepax 2-40, a Takxe HCXopnHbie

HCMonb3yeMsle Ofs HX TONy-

YeHHUs ,

Opuwmep 2, 1-(2,2,2-TpumeTun-
anetun) -2-(1~-o~xnopde Hun—1 -3 THIHAEH-
r'MApasHH nonyuyawT M3 2,2,2-TpHUMeTHII-
aleTHNATHAPa3HHA H 2' —xnopauerodenoua.

smp-'H (DMCO-dg), ppm: 1,2 (cun-
rmer, 9H, 3CH;); 2,25 (cunrnmer, 3H,
CHy~CHN); 7,5 (MynsTunner, 4H, apo-
maTuueckue) ; 10,2 (obmen, D,0, 1H,
NH) .

npume p 3. 1-(2-OkcunponaHo-
wn) =2~ 1 —o-xnopdeHun—1-3 THIHACH) - THA~
pasHH MONYyuYawT CorjacHo npumepy 1 ¢
OTNIHYHEM, COCTOAWHMM B PacCTBOPEHHH,
Ans BTOpOM CTanHMM CHHTe3a, TMAopasHHa
s 50 M1 cMecu 3rtaHona c Bomo#t (50/50)
nepen cMemenueM ¢ 2' -xinopaunerodeno-
HOM.

amp-'H (DMCO-dg), ppm: 1,3 (ayS-
ner, 3H, CHy); 2,25 (cuuraer, 3H,
CHs-C=N); 4,2 (mynprunner, 1H, CH-0H),
5,6 (obmen, D,0, 1H, OH); 7,5 (myae-
runsner, 4H, apomaTuueckue); 10,0
(o6mMen, D,0, 1H, NH).

Npuwmep b, 1-(2-Oxcnauernn)-
2-(2~0=xsopde - 1- ITHIHAEH) ~rHapa-
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3HH TONYy4awT CornacHo npumepy | ug
(2—oxcuauerun)—rnnpaann n 2' -xnop-
auerodbeHoHa,

SIMP-'H (DMCO-d ), ppm: 2,25 (cun-
rner, 3H, CH;-C=N§; 4,2 (cunrner,
2H, CHp); 5,4 (obmen, D,0, 1H, OH);
7,5 (MyanHnneT, 4H, apoMaTHuUeCkHe ) ;
10,4 (obmen, D,0, 1H, NH), '

Tpuwmep5, Cunres 1-(2-0kcu~2-
@euunauerun)-Z-(1—o—xnop¢euun—1-3wn-
TMOEeH) ~ruapasuna,.

5.1. B kon6y 3pneHMeﬂepa, CHabxeH~-
HYI0 MarHHTHOH CHCTeMojl nepeMemMBaHHgR
H XONOMUIbHHKOM, BBogaT 30 a6co-
JIOTHOT'O 3TaHonma, 0,1 manp 3THA-~2~0K~
cu-2-beHunauerarta, sarem 0,105 mons
ruanpasHHa, CMech KHNOATHT C obpaTHemM
XO/IONWIBHHKOM MDH TeMNepaType KHneHHs
dTaHona 3 4, 3aTeM oxaxganT oo 0°c,
OcanuBmHMICH rHapasHy OTOHIbLTPOBHBANT,
3aTeM NPOMBIBAT XOJIOAHBIM 3TaHOMOM M
3¢HpOM.,

5.2. (2—Oxcu-2-®enun)—aueTnnruapa—
3MO 3aTeM KOHOEHCHDYKWT cC 2'-xnopaue-
TOOEHOHOM, KaK yKas3aHo B npHMepe 1,

AMP-'H (DMCO-d), ppm: 2,25 (cum-
rner, 3H, CH,-C=N); 5,05 (cuurner,
1H, CH-CO0); 7,40 (MynpTHONET, 9H,
apoMaTtHueckre); 7,8 (obmen, D,0, 1H,
OH); 10,8 (obMen, D,0, 1H, NH).
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Tpumep 6. Cuures 1-(2-merox-
CH-aneTHn) -2-(1-0-xnopdeHun~1 ~3 TH~
MHAEH)~IMAPa3HHA OCYmecTBAT H3
(2—meToxcuaueTun)-runpasuna u 2' —xnop-
anerodeHoHa, CormacHo npumepy 5.,

AMP-'H (DMCO-d,), ppm: 2,25 (cun-~
rner, 3H, CH;—C=N§; 3,5 (cunrner,
3H, CH3-0-); 4,4 (cuurmer, 2H, CH,);
7,4 (Mmynbrunnier, 4H, apoMaTH4YeCkHe) ;
9,8 (obmen, D,0, 1H, NH).

Ipuwmep 7, Cuntes 1-(2-amuno-
auernn)—Z-(1-o-xnop¢euun—1-3Tununeu)-
THOpasHHa.

7.1. B TeyeHue 1| y IpH 90°¢ Ha-
rpesawr cmech 0,10 Mons 3THATIMIIHHATa
(xnopruapara) u 0,10 mons rHapasHHrHa~
para. Ilocne oxnaxzeHus nob6asmnsior
100 mn 3¢Hupa, 3areM nocne nopomkosa-
HHA OTGHIIBTPOBHBAWT .

7.2, llpepsixymmit ruppasun
(0,05 mons), PaCTBOpEHHEIt B cMecCH
3raHona ¢ Bomo# (50/50), -BBOmaT mo
B3aHMOZIeICTBHe C 2'-xnopaueTo¢enoHou
CorfnacHo npHMepy 1.

AMP-'H (DMCO-d¢), ppm: 2,25 (cuu-
rner, 3H, CH,-C=N§; 3,8 (cunrner, 2H,
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CHy); 7,5 (MynbTHnner, 4H, apomarth-
yeckue); 8,8 (obmen, Dy0, 3H, NH;);
10,8 (obmen, D,0, 1H, NH).

CoennHenue, nonyyeHHoe B BHAOe
XJlopruapara, rnpeBpamawT B OCHOBaHHe
no cnenywome® meroauke: 0,01 monsp
amMHHOaneTWIrHAPas3HOOHX/IOprHaApaTa
cycnennupyior B 200 mn puxnopmeraHa.
llponyckaiT no nyswipeky noTox ammmaxa
B CYCNeH3Ho B Te4yeHHe 5 4 npu Kom- _
HaTHOH TeMnepaType H nepeMemMBaHHH,
OrmuanposuBamT, H nocle BhnapHBa—
HHA ¢UnbTpaTa momyyawT aMHHOalle THI-
rUapasHIoH, :

aMp-'H (DMCO-d,), ppm: 2,25 (cuu-
rier, 3H,-CHg=C=N); 3,6 (cuurner,
2H, CHy); 4,5 (obmen, D,0, 2H, NH,);
7,45 (Mynerunner, 4H, apoMaTHyeckHe) ;
10,8 (obmen, D,0, 1H, NH).

II'puwmep 8, 1-(2-MeruntrHoane~
1) =2- (1-0-xnopdeHus’- 1 -3 TununeH) -
THAPA3HH MMOJYYaWT H3 MeTHITHOoAalle THI=
ruapasiHnga H 2 -xnopaneTodeHoHa Co-
rilacHo npuMepy 5.

AMP-'H (DMCO-d, ), ppm: 2,15 (cun-
riner, 3H, CH,~S-); 2,25 (cuurner,
3H, CH3-C=N); 3,4 (cuurner, 2H, CHg);
7,45 (Mynbrunner, 4H, apoMaTHyeckHe) ;
10,5 (obmen, D,0, 1H, NH).

IpumMep 9, CuHTes 1-okcaMoHn-_
2-(1-o-xnop@enun—1—3Tununen)-rnnpasn—
Ha.

9.1. B xonby Jpnenmeiiepa, cHaGxeH—
HY10 MArHHTHOH MEWAaNKoOH H XOJNOOHIbLHH~
KOM, BBOAAT 25 MI OHATHIOBOro a¢Hpa
H 0,1 Monb sTHmokcamata, K nognepxu-

. o
Baemoit npu 0°C cMecH npuxanbiBalT pH

nepemMemnsannn 0,105 Monb ruppasuu-—
PHAPaTa. 3aTeM BHOEPXHMBAWT 2 y npH
nepeMeNHBAHUH TIIDH KOMHAaTHOM TeMmnepaTy-
pe. OTPHIBTPOBHBAKT H NMPOMBIBAIT OCa=
AOK THOPA3HIA XONIO[HEIM 3TaHOJIOM, 3a~-
TeM 3bHpoM.

9.2. Nonyuewusdi rugpasun (0,05 Monn)
saTreM pacTBopawT B 50 mn cmecH sTa-
Homa c Bopo#t (50/50) u koHpgeHcHpyloT
¢ 2' -xnopanerodpenonoM, kax yxasano
B npHMepe 1, Beixon 827, T.mn. (ara-
Hout) 175°C.

AMP-'H (DMCO-dg), ppm: 2,25 (cHu-
raer, 3H, CHg-5-); 7,5 (MmynbTHmeT,
4H, apoMartuueckmue); 7,8 (o6men, D,0,
2H, NH,); 10,6 (obmen, D,0, 1H, NH),

II'pvwMep 10, ChHTes 1-(2-okco-
3~NHPPONHAHHKI) ~2~( | =0=-XI0pde Hun—1~
3THIIHOEH) ~rHapasuHa.

10.1. (2-Okco-5-mupponuaunun)-
THOPasSHA NOJIY4YAWT H3 3THI-2-0KCo-5-
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NUppPOSHAHHHAKApOOKCHIaTa NyTeM B3a-
MMOLEHCTBHA C T'WIPAa3HHTHAPATOM CO-
rinacHo npHMepy 5.1.

10.2. llonyuyeHHb! ruapasHa KoOHKeH—
cupywr ¢ 2'~xsopauetodenoHoM cormac-
Ho npumMepy 1. Boxon 65%, t.mn. (3ta-
Hon - Boma) 154°C (MoHormapar ocHoBa-
HHA) .

amp-'u (DMCO-d¢), ppm: 2,05 (Mynb- g
tunnet, 2H, CH,-C0); 2,25 (cuuraer,
3H, CH4-C=N); 3,30 (mynbrumner, 2H,
-CH,-CH); 4,5 (mynsTunner, 1H, CH-CO);
7,45 (MynsTumner, 4H, apoMaTHueckHe);
7,8 (obmen, D,0, 1H, NH-CO-); 10,4
(o6Men, D,0, 1H, NH-N=).

OpumMep 11, 1-HukorHHown-2-(1-
o=XNnopbeHU~1-3THINAEeH) ~-THAPa3HH MO~
IYy4aloT H3 HHKOTHHOMNrHapasHpa H 2/-
xnopaunerodbeHoHa cormaacHo npuMepy 5.
Bbxof 627 r.mn. (aramon) 154°C.

aMp-'H (DMCO-dg), ppm: 2,25 (cun-
rnet, 3H, CH3-C=N); 7,50 (MyanHHﬂeT,
SH, apouaruqecxne); 8,20 (MynpTHOIIET,
1H, apomaTtHueckue); 8,70 (mynprunner, 25
1H, apomaTHueckue); 9,0 (MynbpTHIIeET,
1H, apomartnueckue); 10,4 (obmen, D,0
1H, NH).

Dpumep 12. t-dopMun-2-(1-o-
xnop@ennn—1 arunnneu) rugpasHH nonyua- 30
‘T M3 dopmuarMapasuaoa 4 2' ~xmop-
aneroberoHa cornacHo npuMepy 1,
xon 797, t.mn, 138°C (aranon).

AMp-‘'d (DMCO-d ), ppm: 2,25 (cun-
rinet, 3H, CH,-C=N); 7,45 (mynbTu-
nner, 4H, apomaruueckee); 8,8 (cun-
rner, 1H, H-CO0); 10,2 (obmen, D,0,
1H, NH).

NpuwMep 13. 1-(2-AMHHOaueTH) -
2-(1=-n~pTOopdheHHUI~ 1 -3 TWIHAEH) -THAPa~
SHH MOAYYalnT H3 IIIHIMHOMIIHApPasHaa
(xnoprunpat) u 4' ~dTopaneroderoHa
COTJIaCHO TpHMEpY 7. Bexon =~ 727,
o.nn. (xnoprunpar) (MeraHnos) z;260 c,
r.m1. (ocHosarue) (artanon) 139°C.

aMP-'H (DMCO-dg), ppm:

xnopruapat: 2,25 (cuurner, 3H,
CH3=C=N); 3,8 (cuurner, 2H, CH,);

7,3 (MyasTunner, 2H, apomaTHueckHe);
7,9 (Mynstunner, 2H, apomaTHueckue);
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8,8 (OGMGH, DZ_O) 2H, NHz); 10,4 (06—
men, D,0, 1H, NH);
ocHopanue: 2,25 (cuurner, 3H,

CH3—C)N) 3,6 (cuurmer, 2H, CHp); 4,6
(obmen, D,0, 2H, NH,); 7,3 (MynabTH-
nner, Z2H, apomaanecxHe), 7,9 (Mynb-
THNIET, 2H, apomaTtuueckue); 10,3 (o6-
men, D,0, 1H, NH).

Opume p 14, 1-(2-Okcunaoby-
tuponn) =2-(1-M—rpudropMeTHndbenun-1-
3THIHOEH) -I'HAPAa3HH [oNyuyawT H3 2-~0K-—
CH=1=-H306yTHPOHNTHAPA3HIA H M=TpH-
dTopanerodendHa, Kak ykKaszaHo B NpHMe-
pe 1.

aMp-‘H (CDC14), ppm: 1,54 (cunrner,
6H, 2CH4); 2 2& (cuurner, 3H CH4C=N) ;
3, 73 (o6Men, D,0, 1H, OH); 7,40 (mynn-
THer, 4H, apoMaanecxne), 8 00 (o6-
meH, D,0, 1H, NH).

Npuwme p 15. 1-MopbonuHoauetTHn~
2-(1-0-xnopbeHHN- | -3 THIHAEH) -THapa-
3HH MOJIyualT H3 MopdonHHoaleTHNIrKapa-
auma # 2' -xiopaueTtodenona, kax ykaza-
HO B npuMepe 5.

MP- 'H (CDC1,), ppm: 2,42 (cuu-
rner, 3H, CH;); 2,40 (rpumner, 4H,
2NCH,); 3,08 (cuurner, 2H, €H,-C=0);
3, 43 (Tpunner, 4H, 20CH,); 3,75 (o6~

meH, D,0, 1H, oH); 7, 40 (MynbrnnneT,
44, apouaruqecxne); 7,75 (o6meH,
D O 1H, NH).

H puMerp 16, 1-(2-Okcuusobyrn-
pomi) =2-(1=0-xnopde Hu— | —MPONHIHAEH ) =
ruapasHH nonyvyawr H3 1-(2-okcuu3oby-
THUDPOMII) -THApPAa3HHA H O—XNlopnponHode-—
HOHa, KaK yKasaHo B npuMepe 1,

amp-'H (DMCO-dg), ppm: 1,25 (rpu-
nner, 3H, CHa=CHz); 1,4 (CHHPHET,
6H, 2CH,); 2,95 (Kaanpynner, 2H,
CHz—ﬁ—); 5,8 (obmen, D,0, 1H, OH);

N :
7,5 (Mynprunner, 4H, apomaTHueckue);
10,2 (obmen, D,0, 1H, NH).
NpuwMep 17. 1-(2-OxcHauernn)-
2-(1=-o=-bTOopdeHnn—1-3THIHNEH) ~IrHAPAIHHK
nonyuamw H3 2-OKCHALeTHITHAPa3una H
-¢TopaueTo¢eH0Ha cornacHo npuMepy 1.
AMP- H,gnmco d¢), ppm: 2,25 (cun-
rneT 3H, CH,-C=N); 4,2 (cuHrneT, 24,
CH,); 5,4 (obmen, D,0, 1H, OH);
(Mynbrnnnew, 4H, apomaruqecxue)
(o6men, D,0, 1H, NH).

10,6

Mpuwmep 18, 1-(2-OkcuH3zo6yTHpO-
wn) =2-( 1-M~xTopdeHHNI~ | ~ITPONHIHAEH ) =
ruapasHi nonydawt M3 1-(2-okcun3oby-
THPOW) -FHAPa3Kaa M M-XjopnponHodeHo-
Ha, KakK ykasaso B npHMepe 1,

aMp-'H (DMCO-dg), ppm: 1,25 (Tpu-
nner, 3H, CH4-CH,); 1,4 (cuurner, 6H,
2CH3); 2,9 (kBanpynner, 2H, CHz?ﬁ');

N

7,40 (Mynp-
7,80

5,8 (obmen,
tuter, 2H,

D,0, 1H, OH);
apouaTuqecxue)
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(MysnibTHRTET, 2H, apoMaTHueckue); 9,5
(obmen, D,0, 1H, NH).

Bexon 687, r.nn. (stanon) 112°C.

I'pnuwmMep 19, Cunres 1-N-aneTwn-
rnnunﬂ-Z—(Io—xnop¢ennn—1—3Tnnuneﬂ)—
rHapasHHa.

B xonby Jpneumeitepa, CHabxeHHYW
MarHHTHOM CHCTEMOM TNepeMemMBaHHH H
BOCXOAANHM XOJIOMUIBHHKOM, BBOAAT Mo-
ciiegoBatenbHo 20 i 3TaHona, 2 Mn
(0,04 monsw) THOAPA3HHTHIpaTa M 5,80 r
(0,04 monp) stun-N-anerTwnrnmuunara.,
CMecb HarpeBawT 2 y npu 60°C, saTeM
noGasnawt (6e3 oxnaxneHnus) 6,18 r
(0,04 monsp) o-xnopauetodeHoHa, llepe-
MeuwnBaHHe nponmomxawt 2 u npu 60°C,
llocne oxnamnenus pactsop KOMUEHTPHpY~
KT HAa poTallHOHHOM chapwrene, 3artTeMm
¢HunbTPYT. IllonyuyeHHoe TBepnoe peme-
CTBO MEPeKPHCTANHIYIT H3 H30TponaHo-
na. Bexon 837, T.nn. 188-190°C,

amp-'H (CDC13), ppm: 2,32 (cun-
rner, 3H, CHy-C=N); 2,48 (cuurner,
3H, CHy-C=0); 4,60 (ny6rer, 2H, CHy); 25
6,50 (cuurner YUMPeHHEI, obmeH, D,0,
2H, 2xNH); 7,50 (cuurner, 4H, apoma-
THUeCKHe) .

I'puwme p 20, 1-(2~0xcunaobyrTu—-
pouﬂ)-Z—(1—0-¢Top¢eHHn—1—3Tununen)-
PHApasHH monyuwawT H3 1-(2-okcHH30By—
THPOH/) ~I'MAPa3Haa H o-dTopaleTobeHo—
Ha, KaK ykasaHo B MNpHMepe 1, Beixon
71%, t.nn, (sranon) 142°C,

SIMP-H (DMCO-dg), ppm: 1,40 (cuu-

10

15

20

30

riter, 6H, 2CHy); 2,25 (cuurmer, 3H, 35
CH3~C=N); 5,8 (obmen, D,0, 1H, OH) ;

7,8 (Mynbrunner, 4H, apoMaTHyeckHe) ,
10,6 (o6men, D,0, 1H, NII).

. Npuwmep 21, 1-(2-0OkcHun3zob6yTH~ 40

poun)—Z—(1-n—QTopmeHHn—1-3Tnnnnen)-
FHAPA3HH MonyyawT M3 1-(2-o0kcHH306yTH-
POHJI) ~rHApasHna M n-dropanerodenona,
KaK yKkasaHo B npumepe 1. Bexon 587,
T.mwI. (3Tanon) 1349C,

AMp-1H (DMCO~dg), ppm: 1,40 (cuu-
rner, 3H, 2CH3); 2,25 (cuurner, 3H,
CH4=C=N); 5,6 (obmen, D,0, 1H, OH);
7,1 (MynpTunner, 2H, apoMaTHYecKHe) ;
8,1 (Mynbrammer, 2H, apoMaTHYeCkHe) ;
10,8 (o6men, D,0, 1H, NH).

IpuwMep 22, 1-(2-OkcHH306yTH~
poun) -2~ (1~o~6poMbeHnn-1-3Tunumen ) -
FHAPasHH nonyyanT M3 1-(2-okcHH306y-
THPOWJI) ~rHOpPAasHaa o-6pomaueTodeHoHa,_
KakK yKasaHo B npumepe 1., Bemog 2:692,’
tr.mwi, (aranon) = 139°C.

aMp- (DMCO-d.), ppm: 1,40 (cuu-
riaer, 3H, 2CHa); 2,25 (cuurner, 3H,

50

10

CH3-C=N); 5,8 (obmen, D,O, 1H, OH);
7,6 (MmyabpTunner, 4H, apomaTnueckue);
10,6 (o6men, D,0, 1H, NH).

T pumMep 23, 1-(2-Okcunponano-
Hn)-Z-(1-o-6pom¢eﬂun-l-9THnuneH)-rnn-
Pa3’MH nosyyawT U3 1-(2-okcunponaro-
wi)~runpasuna u 2' -6pom anetodeHoHa,
Kak ykasaHo B npumepe 3, Beixon 627,
T.na. (srtavon) 1159C,

aMP-'H (DMCO-d¢), ppm: 1,3 (ay6-
ner, 3H, CHs); 2,25 (cuurnmer, 3H,
CH3-C=N); 4,2 (Mmynbrunner, {H, CH-OH) ;
5,6 (obmen, D,0, 1H, OH); 7,6 (Mynp-
THret, 4H, apomaruueckue); 10, 1
(o6men, D,0, 1H, NH),

I'puwmep 24, 1-(2-OkcHanerun)-
2—(1-o—6p0M¢eHHn-1—3rununen)-runpasuu
nonyyawTr H3 (2-oxkcHaueTHn)-ruapasHHa
u,2'—6p0MaueTo¢eH0Ha, KakK yKa3laHo B
npumepe 1. Boixon 2 70%, T.mwi. (ara-
Hon) = 160°cC.

Mp-'H (DNCO~d ), ppm: 2,25 (cun-
rier, 3H, CH4-C=N); 4,2 (cmurner,
2H, CHy); 5,4 (obmen, D,0, 1H, OH);
7,6 (Mmynbtunner, 4H, apoMaTHyeckHe) ;
10,4 (obmen, D,0, 1H, NH).

Npume p 25, 1—(2—Oxcun306yTypo-
wi1) =2~ (1-n-TpudTopMe THIIDE HHIT~ | =3 TH—
JMeH) ~THAPAa3HH TIONYYAlT H3 2-O0KCH={='
H300yYTHPOWNTHAPA3HaAa H MeTaTpHGTOp-
aneropeHoHa, KaK yKasaHo B nnpuMepe 1,
Bexon 697, T.nn., (sTunauerar) 160°C.

i

IMP-'H (CDC15), ppm: 1,57 (cun-
riaer, 6H, HyC-C-OH); 2,32 (cuurner,

. 3H, Ha~C=0); 3,05 (obMen, D,0, 1H,

OH); 7,30 (obmen, D,0, 1H, NH); 7,65
(ny6ner, 2H, J=10 'u, apomaTnueckue);
7,95 (ny6ner, 2H, J=10 'y, apoMaru-
yeckue),

| )
Ipuwmep 26. 1-(2-OkcunaobyTu-

ponn) =2-(2-x510p- 1 ~be HIT~ 1 e HTHTH-
[€H) ~THOPAasHH NOJIyYanT H3 1-(2-xs10p-
dennn)-1-nentanona, 1-(2-Xnopbenms)-
I-nentaHoH nonyuawt U nBe CTagHH H3
2-xnopbeHsanbneruga: B neppo cTaauH,
0,5 monsb 2-xnopbeHsanbneruna, pacr-
BopeHHbhe B 100 mn GesBopgHoro adupa,
[06aBNANT K CYCNEH3HH H-6YTHIMATHHH-
6poMMga B GesBonnoM 3gupe (nonyue
BsaumonencTBHeM 0,5 mons 6yTHnGpommpa
¢ 13 r Marnun), llocne ruaponusa peaxip-
OHHOH cpegn c nomombl 300 Mn 1 H, co-
JIAHOH KHCJIOTH CIHPT BbUIENAKWT KOHIEHT—
PHpPOBaHHeM OpraHHueckod ¢asn, saTem
neperoikon. Boxom 78%Z, T.xun. 114-
118°C (0,1 m pr.cT.).
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CnHpT BO BTOPOH CTagHH OKHCIIAWT
B 1-(2-xnopbennn)-neHrai—1-oH c noMo-—
mbpl0 XpOMOBO# XHMcioTh: cMech 0,5 Monb
1-(2-xnopdenun) -neiran-1-ona 1 80 r
6HXPOMaTa HAaTpPHA B BHMe paC'rBopa B
100 M1 aueToHa oXxiaxmawT Ao 10°C, K
cMecH [o6GaBNAKT Tak, 4YToOH TeMmnepaTy-
pa peakuuu He npesbmana 20°C, pacr-
pop 50 MN KOMlUEHTPHPOBAHHOH CepHOMH
kuciaors B 100 mn Bompl, CMechp 3aTeM
nepeMemHBalT 12 u NMPH KOMHATHOH TeM-
neparype, 3ateM pa3baBiAwT 1000 Mn
Boabl H akcTparupywor 3dHpoM. OpraHH-—

. yeCKHi1 pacTBOpP NPOMHMBAWNT BMJIOTH A0
HeliTPaJibHONl peaklHH BOOHBIM PaCTBOPOM
6ukap6oHaTa HaTpHs, 3aTeM Bopoit. llo-
cle KOHUEeHTpHpPOEBaHHA 3bHpHO#H dasn ne-—
peroHswnT 1- k2—xnop¢ennn)—neHTaH-I-on.
Buixom 917, t.mn, 114- 117°C

(0,5 MM pr.CT).

1-(2-0OxcuusobyTupoun) -2—-(2-xnop-1-
dbeHUn-1-neHTHIHAEeH) ~-THAPA3HH ToJly4ya—
0T KoHmeHcauMeii 1-(2-xnopdeHnn)-nen—
ran-1-oHa ¢ 1-(2-okcun3oByTHPOHI) -
THOPa3HHOM CorJlacHo npuMepy 1. Bemxop
787, T. nn. (srunanerar) 199°C.

HMP- ‘H (CDCl,), ppm: 0,95 (MymnbTH-
nner, 3H, H,C- CHZ), 1,46 (cuurmer,
6H, 2CH3); 1,65 (MynbTumner, 4H,
CHZ-CHZfCH3) 2,37 (obmen, D,0, cuH-
rner, 1H, OH); 2,65 (rpumner, 2H,
CH,~C=N); 7, 10 -7,30 (MynbTunner, 4H,
'apouaaneCKHe) 8,20 (cunrmer, 1H,
NH) .

Npumrep 27, 1-(2-OxcHnponaHo-
wi) =2-( 1-o-bTopdbeHuA-1 3 THIHEeH) — U~
pasHH mnonyuaior W3 2-OKCHMponaHoHI—
rugpa3sHHa H 2 -pTopanerodeHoHa corsiac=
HO npueMaM npumepa 3, Bexonm 527, T. S,
(aTaHon) 109°C,

sMP-'H (DMCO- dg), ppm: 1,3 (ny6-
ner, 3H, CH); 2,25 (cuurner, 3H,

CH3-C= N), 4, 2 (MYﬂbTHHHET 1H, CH-OH);
5,6 (obmen, D,0, 1H, OH); 7 ,8 (Mynp- 5
runner, 4H, apomaruqecxue) 10,8 (o6-
meH, D,0, 1H, NH) .

Ipume p 28. 1-(2-OxcHH306yTH—
pomnn) -2-( 1-M-xs10pbe HHI~ | =3 THIHAEH) =
PHAPA3HH MOAYYaKwT H3 2-0KCHH300YTHpPO-=
MATHAPAa3HHA H M-XjopaueTopeHoHa co-
rnacHo npueMaM npumepa 1. Boxon 687,
r.w. 136°C (aranon).

AMP-‘H (DMCO-dg), ppm: 1,4 (cuu-
rner, 6H, 2CH4); 2,25 (cuurner, 3H,
CHg=C=N); 5, 9’ (obMen, D,0, 1H, OH);
7,4 (MyanunneT, 2H, apouaTuqecxue),
7, 75 (MynsTHONET, 2H9 apoMaTHuYeCKHe)
10 5 (o6men, D,0, 1H, NH).
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Ipuwmep 29. 1-(2-OxcHnponaso-
un)-2-(1-M—xnopdeHu- 1 -3 THIHIEH) ~THa=
pa3HH MNOJIYUaloT H3 Z-OKCHIPONaHOHII=
rugpasHHa H M-XnopanetodeHoHa corijac-
Ho npHeMaM npHmepa 3. Bexop 617,
r.un. 114°C (atanon).

aMP-1H (DMCO-dg), ppm:
ner, 3H, CHy); 2,5 (cuurner, 3H,
CH,-C=N); 4,2 (mynbthnuier, 1H, CH-OH);
5,8 (obmen, D 0, 1H, OH), 7,45 (mMynn-
runner, 2H, apoMatHueckue); 7,7 (Mynp-
tumner, 2H, apomaTHueckue); 11,2
(o6men, D,0, 1H, NH) .

Npunsmep 30. 1-(2-Oxcuuaobyru—
ponn)-2-(1-o-MeTHIdheHHN— 1 -3 THIHOEH) —
CHOPA3HH MOJIy4alwT H3 2-0KCHH306yTHpPO-
WirugpasHHa H o-MeTHinaneTtodpeHoHa co-

1 ’ 3 (Llyﬁ'

rnacHo npHeMam mpemepa 1. Boxom 657,
t.wi 103°C (araHnon). _
sMP-'H (DMCO-dg), ppm: 1,4 (cun-

rier, 6H, 2CH,); 2,25 (cuurmner, 3H,
CH4-C=N); 4,61 (cunrner, 3H, CHz-npo-
mMaTHueckue); 5,8 (o6men, D,0, 1H,
OH); 7,6-8,3 (mynprumner, 4H, apqoma-
thueckHe) ; 11,2 (obmen, D,0, 1H, NH).

Ipuwmerp 21, Honyqeﬂue 1-S—-(3-
OoKCH-2-aMHHoNponatonn) -2-(2-xnop-1-
deHUN- 1 =3 TUAHIEH) ~THAPA3HHA BKIIOUYAWT
clieywomHe CTagHH:

K 0,3 Monp XJOPrHApPaTa CIIOKHOTO
sTHIIoBOoTOo 3¢Hpa L-cepHHa, cycneHgH-
posaHuex B 100 Mn sTunauerarta, nobGae—
aswor 0,4 Mons TpusTHlamuHa. CMecs ne-
peMemMBawT 15 MHH NpH KOMHAaTHOH TeM-—
nepatype, 3arTeM ¢buIbTpywT. Ocanok
XJIOPrHAPATa TPHAITHIAMHHA NPOMHIBAIT
opa pasa 10 mn sTumanetratra. OpraHu-
yecKHit pacTBOP BbimapHBAWT noa BaKy-
yMoM. IloslyyaioT CrIoXHBEE 3THIIOBHIT 3¢HD
L-cepHHa B BHue Macia, 3To Maclo
pacrBopawT B 50 Ma MeTaHomna, 3aTeM HRO-
6apnsior 0,35 Monp ruapasHHrugpara.
CMech nepeMemmBaioT 12 4 NIPH KOMHAT-
Hoif TeMnepaType, 3aTeM KOHUEHTPHPYOT
non BakyyMoM. I'MapasHn cepHHa KpHCTan-
nMayeTcs, ero npoMpiBawT 5 Mn abco-
MOTHOTO 3TaHoJia H nBa pasa 10 mn sdupa.
Buxon 647.

1-(3-0Oxcu~2-amuHonponatoun) =2-(2-
xMop—1-heHHN3 THWIHAEH) ~I'HAPA3HH NONy-~
4aloT KoHOeHcauHe# ruapasvoa L-cepHHa
¢ 2' -xnopauerodeHoHOM COrnacKo Npu-
Mepy 1. Boxom 717, T.mn. (aTvnauerar)
120-123°C.

]

AMP-'H (CDCl,), ppm: 2,35 (cuu-
rner, 3H, CHs); 3,80 (Mynprunner,
3H, CHCH,); 4,20 (obmen, D,0, cuurner,
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4H, NH+NH,+OH), 7,25 (cunrner, 4H,
apoMaTHuecKHe) ,

Npuwme p 32, Xnoprugpat 1-amm-—
HoaueTwi=-2-(1~n-MeTHidbe HuI~ | =3 THH- 5
NeH)~ TUADPAa3MHA nonyuyampT Hs Xnoprug~
baTa aMHHOAUeTHArHApPa3HHa H napame-
THIIAUETOdEHOHA COrnacHo npHemam npH-
Mepa 7. Bouixon 58%Z, t.nn. 260°C Cre
Hom) .
~ AMP-'H (DMCO-dg), ppm: 2,25 (cuu-
riner, 3H, CH3-C=N); 2,5 (cunrner, 3H,
CHy-apomaTnueckue); 3,8 (cuurner, 2H,
2Hz); 7,1 (Mynbrunner, 2H, apomaTHyec-
kue); 7,7 (mynbrTunner, 2H, apomaTH~
ueckHe); 8,8 (obmen, D,0, 3H, NH;);
10,8 (obmen, D,0, 1H, NH).

MTpwuwmep 33, 1-Canukounokcu=2-
(1-o—xnop¢eﬂnn-1-3Tunnneu)-rnnpaauﬂ
NIONyyawT H3 CaJMKOWIruapasMHa u 2' -
xiopauetTobeHoHa CoOracHo anEMgM
npuMepa 1. Bmixog 717, T.nn. 216°C
(aranon). _

MP-"H (DMCO-d¢), ppm: 2,25 (cun-
rier, 3H, CHy-C=N); 7,1 (Mmynbrunmer, 25
5H, apomatnuyeckue), 7,8 (MynbTHNRET,
4H, apomaThueckue); 8,4 (o6Men, D,0,
tH, OH); 10,8 (o6men, D,0, 1H, NH).

Tpuwme p 34, 1-(2-Oxcunaobyru-
poun)-Z-(!—m-MeTun¢eHHn—1—3Tunﬂnen)—
FHAPA3HH NONYy4alT K3 2-0KCHH306yTHpO-
HWITHApPa3HHAa H M-MeTHNauneTodbeHoHa Co-
rnacHo mpueMam npumepa 1. Buixon 597,
.. 126°C (aTaHon) .

ﬂME—‘H (DMCO-dg), ppm: 1,4 (cuu-
rier, 6H, 2CH4); 2,25 (cuurser, 3H,
CH3-C=N); 3,6 (cunrmer, 3H, CH3);

5,5 (o6men, D,0, 1H, OH); 6,9~-7,8
(Mynbrunner, 4H, apomatHueckue); 10,8
(o6men, D0, 1H, NH).

I'puwep 35 1-(llunepununorau-
okcH(~2~(o-xropbeHun~1-3Tunnnex) -
FMOPA3HH NONYYalT M3 NHNEPHAHHOITHOK—
CHNTHOpPasHHA M o-XJlopaneTobeHoHa Co-
riacHo npuMepy 1. Beixog 73%, T,mm,
141°C (aranon).

SMP-'R (DMCO-d(), ppm: 1,65 (Myns-
Thnner, 6H, 3CH,); 2,25 (cuurner, 3H,
CH3-C=N); 3,4 (MmynsbTunnmer, 4H, 2CHg) ;
7,5 (Mmynbprunner, SH, apoMaTHYeCKHe) ;
10,9 (obMeH, D,0, 1H, NH).

I puMe p 36. lonyuenne 1-S-(N-
6eHaouncepun)-2-(2-xnop-1—berun~1{~
3THIIHAEH) -THApPa3HHa,
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CroxHbBt 3THAOBMI 3dHp N-~6GeHaown- 92

CEepHHa IMnoJiyyawT H3 Xjopryuaparta clox-—
HOro 3TWIOBOTO 3dHpa L-cepuHa: xnop-
ruapaT (0,4 Monb B BHfie CYCHEHIHH B

1672929

.nner, 3H, CH,

14 .

100 Mn sThnanerata) no6aBAANT K

1 MONb TpHATHNaMMHa. CMecCh oXJ1axnalT
no 0°C, sartem pmoGasnswor 0,4 mons Gen-
3OHNIXNOpHAA, pPacTBOpPeHHMX B 100 Mt
sTunauerara, [lo okoHuaHuu poGaprneuns
cMeChb BHIEPXHBAWT B TeueHHe 15 MHMH
npu 40°C. Cmech dmnbTpywr, ocamox npo-
MHBAaKWT ABa pa’a 50 mi 3Ttunauerara.
®HNbTPaT, BHMAPEHHBHY nop BaKYYMOM,
FaeT CIOXHBE! 3THJIOBHI 30Hp N-GeHsowr-
CepHHa B BHOe MaCna, KOTopoe pacTBO-
paoT B 60 M1 Meranona, M poGanswT
0,45 Monb ruppasuuruapara. locne ne-
peMemMBaHHR B TeyeHHe 12 4y MpH KoM-
HaTHOH TeMNepaType CMeCh KOHLEHTpH-
PYWT nopn BakyyMoM. 'MapasHa, KoTopsidt
BbIKDHCTAJUTH30BHBAETCH, MPOMHBAIOT

10 Mn MeTaHona, 3saTem gBa pasa 10 mn
AHU3THIOBOro 3dHpa. Buixom 847,

I'nnpasun N-GeHsouncepuHa KOHOEeHCH~
pyT ¢ 1-(2-xnopdeHun)-3tanoHoM Kax
ykasaHo B npuMepe |. Bexon 887, r.nn,
(sTaHon) 183-187°C,

AMP-'H wWMﬂi)g,pmﬂz,”
(cuurner, 3H, CHy); 3,92 (MmymbTH-
wrer, 3H, CH-CH,-OH); 5,25 (o6Men,
D,0, mynbrunner, 2H, OH+HCO); 7,25~
8,15 (mynbrumner, 9H, apomartHueckue);
8,75 (obmeHn, D,0, cuurmer, 1H, N-NH), "

IIpuw™Mep 37, 1-Kap6sTokcu-2(1-
0=X0pbeHWI~ 1 -3 THIHAEeH) -THAPASHH MO-
JIYy4anT HCXOAA H3 3THNKapb6asuTa M 2-
xnopanetropeHoHa CorjlacHo npuMepy 9.
Boxon 71%Z, T.nn. 131°C (aranon).

aMp- "1l (DMCO-d, ) §, ppm: 1,3 (rpu-
atwn); 2,2 (cuurner,
3H, CH3-C=N); 4,4 (xBuurer, 2H, CHp);
7,5 (mynbrunner, 4H, ArO); 10,5 (oG-
meHn, D,0, 1H, NH). .

II'puwme p 38, Nonyuawr xap6atok-
cu=2(1-n-xnopdeHnUn-1-3THaHaen) -rug-
Pa3sHH CornacHo npHMepy 9, Ho Hcxopga
H3 3THNKapbasara H 4-xnopauetodeno-
Ha, Bexom 75%Z, t.mn., 143°C (staHon).

aMP-'H (DMCO-dg ), ppm: 1,3 (Tpu-
miet, 3H, CHy atun); 2,2 (cunrner,
3H, CH3-C=N); 4,4 (xBHHTeT, 2H, CH,);
7,4 (Mynbrhnner, 2H, Ar0); 7,8 (Mmynp—
THter, 2H, Ar0); 10,6 (obmes, D,0,
1H, NH).

IIpumep 39, llonyvalor 1-kap6-
3TOKCH-2-(1~MeTabpoMpeHHII- | 3 THTH~
AeH) -THADaSHH COraacko npumepy 9,

HO HCXOOAT H3 3TUIKap6a3aTa H 3-6poM-
anerodeHona. Buxopg 65%, t.mn. 1089
(aTanon).
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aMP-'H (DMSOdg) &, ppm: 1,3 (rpmu-
nner, 3H, CHs athn); 2,25 (cunrner,
3H, CHy-C=N); 4,4 (xmunter, 2H, CHp);
7,6 (Mynbrunner, 4H, Ar0); 10,6 (o6-

MeH, D,0, 1H, NH), >
Tpuwse p YO, lNonyueHue N-1-ape-

THiicepun-2-(1-o- xnopdbenun—1-~sTHnn-

fleH) ~ruapasHHa, '

| 10

40,1. Cmecy 15,5 r (0,1 monb)
XIoprHapaTa MeTwloBoro 3sgupa DL-cepH-
Ha, 100 mn sTwiauerara H 37 Mn TpH-
stunamuna (0,25 Monp) nepeMemMBawT B
TeyeHHe 15 MHH NPH TeMrnepaTrype OKpy-
xamel cpeabl, 3aTeM OXMaxaawT A0 0°c.
B sToM cnyuae no6aBIIflT NO KarnssaM,
7,1 mn (0,1 Monp) . aueTHAXIOPHAA B
pactBope B 50 Mn 3THnaunerara. 3aTeM
cMecy nosopAT o 45°C B Teuenue
30 muu. Nocsie oxnaxgeHHa GUNBTPYIOT,
ocaylok npomeiBaloT 2 pasa B 10 mn sTun-
aunerara, 34aTeéeM BbHIIENAKT., 3KCTpaKTbl
KOHUEHTPUPYIT B BakyyMe, [lonyuyeHHbIt
cHpon pactsopsior B 50 Mn MeraHona,
satem pobapnawr 10 mn (0,2 monw) rup-
patra rugpasHHa. CMmech nepeMemMBalT
B TeyeHHe 24 uy npu TeMneparype OKpyxa-
wileil cpenpl, 3aTeM KOHUEHTPHPYWT B Ba-—
KyyMe. BhimenswnT ruapasun U3 N-ametun- 39

H H
N ;N\C/CHZ*NHZ

) HQL

15

20

25

Cl

ﬂﬂsouurpanepHTouaano 71 Mr/xr

N sonepopanbho 114 Mr/xr
' 40

AHTHTHNEePTOHHYECKas aKTHBHOCTDb
3THX ABYX CoegHHeHH# COOTBETCTBEHHO
npoaBnseTca B Aosax: 6,25 mr/kr ne-
popansuo | unu 1/18% oT Jlls 1
1,56 mr/xf nepopansko [1/88€ or HHRJ.45
HanpoTHB, aHTHIrHNepToHHYeCKadA aK-—
THBHOCTB ¥y Kpbichli HP coepgHHeHHsa H3006-
PeTeHHA, YKa3aHHOTO B, COCTAaBifeT
2 Mr/xr nepopanbHo, i 1/485% or Mo
Papmakosiorusa
A, Y vpmm, 50
Monekyna 1-(2-0xCHH306YTHpOHT) -2~
(1-o-xnopdeHHN~1~3THIHAEH) ~rHPA3H~
Ha! CHUXAeT CHOHTAHHYW MOABHXHOCTEH Mhl-
(1171 (3H50=10 Mr/kr HHTpAllepHTOHeallb—
HO)} aHTAaTOHH3HpYeT aMbeTaMHHHVIO FH- 55
HepnoaBURHOCTE npH 12,5 Mr/kr uurtpa-
NepUTOHeanbHO, CHHXAaeT AaKTHBHOCThH HC-
cnenoBauua (3/144 =27 Mr/kr HHTpanepu-
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cepHHa B GopMe THTPOCKONMYECKHX KDHC-
Tannos, KOTODPHE NPOMBLIBAKT a6COIOTHLM
XoJlogHbM 3TaHoNIOM, Bexon 58%, T.mia.
165-172°C.

40,2. TNonyyeHLbll TakuM obpa3ioM
FHAPAa3Ha KOHAEHCHPYWT C o-X/IopaleTo-
tenoHoM, kaK ykKasbiBaeTca B npuMmepe 1,
N-1~-auneruncepun=-2-(1-o~xsopbeHun-1-
3THIHOEH) —I'HAPAa3HH DEeKPHCTANIH3VIOT B
MeraHone. Beixom 56%, T.nn., 176-185%C.

aMp- ' (cpcly) s, ppm: 2,12 (cun-
riner, 3H, CHy-C=0); 2,38 (cuurner,
3H, CHy-C=N); 3,9 (myapTumier, 3H,
CH,CH); 6,6 (mmpokmit cuurner, obmew,
D,0, 2H, OH u NH), 7,43 (cunrner, 4H,
Aro).

TokcHKkodapMakolioryyeckoe HiayueHHe
NMPOAYKTOB H30OpeTeHMs Iokasajlo cie-
nywomue pe3aynsrartbl. [na 1-(2-oxcumizo-
GyTuponn)-Z-(1—o—xnop¢euun—1—3TunH—
neH)-ruagpasukna (MP 440):

1N o, (MbIB) : MHTpaNepHTOHAIBHO
172 mr/xr (0,67 Mmonmp); nepopanrwHo
347 mr/kr (1,36 mMomnn); .

Mgy (xpeica) : nepopanpHo 970 Mr/xr
(3,8 mMonb) .

B kayecTBe CpaBHEHHMA YKashBaeTcCH
TOKCHUYHOCTD ABYX aHalOTHUHBIX OHXJIOPH—
pPOBaHHHX COeJHHeHHH:

ClH H
N

\N/ \C/
, 1
| Cl 0

4o uuTpanepuToHansio 105 Mr/kr
N5 nepopasibio 138 Mr/kr

CH CH

2. -3

TOHEeanbHo); HMeeT CJlefCTBHEeM MOTOPHYW
HeKOODPAHHAIHI K THIIOTEPMHK TOJIBKO NpH
cunbHoit gose (50 Mr/kr) HHTpanepH-
ToHeanwHo); obnanaeT aHajJbreTHUECKOH
aKTHBHOCTBI; cnaboii B Tecte ¢ P.B.O,
Gonee yeTko# ¢ ''HarpeToii niactuHol'
(I 50=6 MI'/KI HHTpanepHToHeallbHo) ;
ykpennaeTr cCoH 3a cuet Gapburyparos,
HayMHam ¢ mosw 12,5 Mr/Kkr HHTpanepu-
TOHEANBHO .

I

IpooyXT MHAKTHBEH B TeCTaX C MOXHM-
6HHOM M anoMOopdHHOM H B Maloll cTene-
HH 4eTKOCTH MooHdHUHDYeT TecT C OKCo-
TPEeMOPHHOM B CHJILHOH [no3e.

b, Y kpuicsl,

1-(2-Okcuu3aobyruponn) =2-( 1 —o-xmnop-
beHUn~1=3TUNHOEeH ) ~rHaAPa3HH ABIAETCH
NPOTHBOBOCNAJIHTEJIBHEIM B TeCTe C Kap-



pareHHHOM (3H50=38 Mr/Xr UHTpamnepu-
TOHealbHOo) .

B cepneyHo-cocynHCTOM IyiaHe, Mo-
fexyna nosbmiaeT 3HAYHTENBbHO PHTM cCepa-
1a HOpMaJIbHOH KpeicH 6e3 MomudHkanuu
apTepHanbHOTO NaBlIeHHS MPH Ho3e
50 Mr/xr HHTpanepHTOHearbHO M 3IHAYH~
TeNbHO CHHXAeT apTepHaNbHOe napleHHe
CaMONpPOH3BO/IBHO T'HIIEPTOHHUECKOH Kphi- 10
col (S.H.R) npu enuHcTBeHHOM BBene-

HHH, HayHHAas C o4yeHb HH3IKHX OO3 OO
CelaTHBHBIX H TOKCHYECKHX 03 (3H50=
=1:9 Mr/Kr HHTpanepHTOHeanbHO) .

OmnbiTHl MO0 BBeNEHHI0 nepopanbHo Mog-— 15
TBEDXAlNT AHTHIHNEPTOHHYecKoe ned-
CTBHE NPOJIYKTa: NPH eJHHCTBEHHOM BBe-
IIeHHH (3H50=2 Mr/Kr) npM noBTopHoM
BBEJEHHH yepe3 5 nHeit B mose 1,5 mr/xr.

YacToTra coxpameHHil cepaua y XHBOT= 5
'HOTO He H3MeHAeTCA 3HaYHTeNbHO B yKa-
3aHHBIX DKCHEepHMEHTAaJIbHLIX YCJIOBHAX .,

®apMakonorHyeckHii npodunp 1-(2-
OKCHH306yTHpOHN) ~2-(1-0~xnopdeHHI~1~
9Tnnuneﬂ)-runpaanﬂa npeacraeisgeTrT co- 25
60lf TakoBOH AHTHIHNEPTOHHYECKQOro Be-
mecTBa, Kotopoe obllanaeT Takke cena-
THBHbIMH, APDOTHBOBOCNAJIHTENIBHBIMH H
aHa/IbreTHYeCKHMHM CBONHCTBaMH, HO IIpH
N03aX Bbllle TOKOBbIX, TpebOywmMxXca aojnsa
aHTHIHNEepTOHHYECKOH aKTHBHOCTH.

AHTHTHNEPTOHHYECKas aKTHBHOCTB
(SHR) npyrHx coeOuHeHHil H306peTeHHs
Takxe OblUla onpepeseHa U cpaBHeHa C
TaKoBOH H3IBECTHbX coenuHenuist (R,;=H)
WIH alKWIKPOBAaHHBIX COegUHEeHHI (Rq—an-
KHJI), KOTopble OTIHYaWwTCA 'OT npensjara-
eMbIX COeJHHEeHHH CBOHMH CTDYKTYDHBIMM
xapakTepucTukamu (X u Py).

B Tabn. 2 coenHHeHHs HAEHTHOHLH-
pOBaHbH HOMEpOM IpHMepa HX NOoNy4YeHHA
M 3aTeM 3a KaxgblM CleAyeT CoenHHeHHe
HIIH CoeqHHEHHA, HCNOoNb3yeMue B Kaye-
CTBe CpaBHEHHS, KOTOpble HMewT TOT xe
caMplii HoMep, NOMeYeHHbLH HHOeKCOoM a,6.45

[loryueHHnle pPe3yNbTaTH MOKA3HBAWT,
yTo coeauHeHusa dopmynel (I) o6napmaweTr
AHTHTHNIEPTOHHUECKOH AKTHBHOCTBI.

TakuM oOpasoM, mnpepiiaraemutit crnocob
NO3BOJIAET IOJyuaThb CoegHHeHHA obmeit
dopmyninl (1), KoTopHe NpPOABAAKT aHTH—

30

35

40

50
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rHNnepToHHYEeCKHe cBoficTBa, CKOMOHHHpO-

BaHHHE C CeNaTHBHBIMM, aHalbreTHYeCKH-

MH H NPOTHBOBOCHNAJIHTE/IbHBIMH CBOHCTBa-

MH, W NpH 3TOM 006JanawT HH3KOR TOK~—

CHUHOCTBI,

opMyna HsobperTeHnugzqz-:
Cnoco6 nonyuyeHHsA MPOH3IBOgHBIX THO—

‘pa3HHa obmeit dopMysnl

C=N-N-C-R

X ﬁ I 2
t« HO

o-Cl unu M-Br;
R, = C,-C4-ankun;
rpynna = CR4R4R¢;
rpynra ORé, SRg nmn NH,;
Bopopon Hiin Cy-Cq-anxmun;
R4 H Ry ~ opnHakoBne, Bogoopoj WM
C{—C4-ankunrpynna HIH R4 - BOmopox
R g = Cy-Cq-ankun, KoTOpbii MOXET OHITH
3aMemeH OKCHrpynmoi unu Ry, R, H Rg
BMeCTe C aTOMOM yriiepona, K KOTOPOMY
OHH npHCoenHHeKb, o6pasywT aMMporpymn-
ny , WK ¢papManeBTHUECKH COBMEC THMHX CO-
Jlel, O TN H 4YalWmMHUIBNCSHA TeM,
YTO FHAPA3HHIHAPAT NOgBepraoT BsaHMO~
AeHCTBHIO CO ClloxXHbM 3¢HpoM ofme#t dop-
MYJIbl

R,-COOR,
roe R - HH3WHA ankWi;
RZ HMeeT yKa3aHHble 3HayeHHA

C nocienyiomiHM B3aHMOOeHCTBHEM Moy~
YeHHOro auwiardapasHHa obtmeil ¢opMynu

HzN'NH"|CI-R2
0

roe R, HMeeT ykasaHHbe 3HaueHHA,
C apHIankunkKkeToHoM obmeit dopMyan

xO ™
0
roe X M R MMewT yxasaHHbie 3HaueHHsA,

C noclieaywsmiHM BbileJIeHHEM lelleBoro
OPOAYKTa HJ/IK nepeBonoM ero B dapMa-

eBTHYECKH COBMECTHMYW COlb,
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| Tab6banuua |
N R
N
RTINSy ]
R N H C
| i
ety SR R ‘Jr ----- S T e
Mpu- | X R, R, Borxon, [Ty , °C (pacr-
Mep A BODHTENb ne-—
PeKpHCTAaITH~
3a1HH)
1 2 3 4 5 6
_— -— _— ?ﬁ; -
2 o-Cl  -CH, -?-CHJ 73 121 (3TaHon)
cH,
3 0-Cl  -CH, -(IIH—CH3 62 101 (sranon)
OH .
4 0-Cl  -CHy -CH, OH 80 148 (sTanomn)
5 o-Cl -CH, - - 65 156 (sranon)
OH
6 0o-Cl  -CH, -CH,-0-CH 5 66 89 (sranon)
7 0-Cl  -CH,4 -CH, ~NH, 95 110 (sranon)
8 ~0-Cl  -CH, -CH,~S~CH, 72 150 (aranon)
9 0o-Cl  ~CH, ~CH-NH, 82 175 (sranon)
H
O
10 o-Cl -CH, g 65 119 (sramon -
Bopa)
1 o-Cl  -CH, *{2) 62 154 (sranon)
12 0-Cl  ~CH, -H 79 138 (sranon)
13 o-F -CH3y -CHZ-—NH2 72 260 xnoprugpar
. (MeTanon)
o
14 M~CHy -CH, —(‘Z-CH3 68 128 (arunauerar)
OH
15 0=Cl  =CH, -CH1N<:>0 ! 79 153 (atunauerar)
cHy |
16 0-Cl  —C,H, -C-CH 58 141 (3ranon)
OH
17 o-F -CH, -CH,0H 82 131 (3Tanon)
o,
18 M=Cl  -CH,-CH, - C- CH, 68 112 (3Tanon)
i
OH
19 o-Cl  -CH, ~CH,-HCOCH 4 83 188~190 (arauon)
‘ cH, .
20 o-F ~CH, - C-CH; 71 142 (3ranon)

OH
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' llpononxenne Ttabn.l
! 2 ] 3 4 5 6
CH,
21 n-F ~CH, —(':-CH3 S8 134 (3Tanon)
OH
CH,
22 o-Br  -CH, ‘(:3‘0’“3 69 139 (3TaHon)
OH
ch
23 o-Br  -CH, -C-CH, 62 115 (aranom)
| OH
24 o-Br  -CH, ~CH, OH 70 160 (aTanon)
{Hs
25 n-CF, =-CH, ~C-CH 69 160 (3Tunanerar)
OH
o
26 ‘0-C1 C4Hy (lg-cn3 78 199 (sTunauerar)
OH
27 o-F ~CH, ~9H-CH3' 52 109 (aTaHon)
OH
o
28 M-Cl  —CH,4 -C-CH, 68 136 (araHon)
On _
.29 M-Cl  -CH, -CH-CH, 61 114 (a3ranon)
OH
oy -
30 o-CH, -CH, - C~CH, 65 103 (3rauon)
: OH
31 o-Cl -CH, - CH-CH,OR{ 71 120-123 (sTun-
NH, auerar) -
32 n-CH, ~-CH, -CH ,~NH,HC1 58 260 (aramom)
33 0o=Cl  -CH, _§:>. 71 216 (aTaHon)
du ,
CH,
34 M-CH; -CH4 -#-Cﬂa‘ 59 126 (3ranon)
OH
35  0-Cl  —CHy —E-NO 73 141 (sramon)
CH,OH -
36 o-Cl ~CHy "CH’H'C'C°H5 88 123-187 (3ra-
3 Hon)
37 o-Cl1  ~-CH, -0Et 71 131 (arason)
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[lpononxeHue Tabn, 1
1 2 3 —[ 4 5 6
38 o-Cl  -CH, ~OEt 75 143 (3TaHon)
39 M-Br  -CH, -OEt 65 108 (3raHon)
CH,OH
40 o-Cl  -CHy, ~CH-NH-C-CH, 58 180-185 (Mera-
6 HoJI)
. Ta6numna 2
—————t e ———— - L
Coe- | X R, R, AHTHTHNEpTO- Hﬂ5ot Mr/xr
OHHe- HHYecKasa akK-
HHe THBHOoCTh SHR
MHHHMAJIbHAA
aKTHBHaA no-
3a, Mr/kr
1 2 3 4 5 6
1 o-Cl cH,  GH 2 p.oO. 482 1.P,
-C-CH,
]
OH
2a “0~-C1l H ?Hs HeaxTuBHO 490 1.P,
-C-CHy
OH
16 n-Cl CH, CH, " 150 1.P.
-?-CHJ
OH
18 n-Cl H CH, -" 660 1.P.
-C-CH
, 3
OH
ir o-Cl H ?“3 " 433 1.P.
—cnf?—cn
OH
in o-Cl CH CHy - 227 1.P.
~CHy-C-CH,
OH
3 o~Cl CH3 ~CHOHCH4 12,5 1.P. 240 1,P,
3a o-Cl H -CHOHCH 4 HeakTHsHO 300
o-Cl CH, -CH,OCH 4 6,25 1.P, 200 1.P,
6a o—Cl H -CH,0CH 4 HeakTHBHO 477 1.pP.
7 o-Cl CH, -CH2-NHZ-HC1 2 PO, 143 1.P.
7a o-Cl H -CHz—NHz-HCI HeakTHBHO 360 1,P.
8 0-Cl  CH; -CH,-S—CH, 12,5 I.P. 400 I.P,
9 0-Cl  CHs -CO-NHg 12,5 I.P, 400 I.P.
9a o-Cl H -CO-NH, HeakTHBHO 400 1.P,



{
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[Ilpononxenne Ttabn.2

1 2 3 ¢ 5 6
16 o-Cl CoH ¢ ?H; 6,25 1.P 179 1.P.
.?_.C}:{3 .
OH _
~C-cH,
HO .
CH-NH, |
39 w-Br CHy OEt 3,12 P.0. 228 I.P.
40 o-Cl ClCH,; OEt 12,5 P. O, 500 P. O,

*'I.P. ~ HHTpanepHTOHeaNnbHO;
0.P. - nepopansHo

Cocrasurens B.Maxymesa _
Penakrop H,Porymuy Texpen M,Moprexran “KoppexTop A.06pyuap

3akas 2848 Tupax 241 HopnxcHoe

BHHWIIH TocymapcTBeHHOro koMuTeTa mo H306peTeHHAM H OTKpuMTHAM npu 'KHT CCCP
113035, Mocksa, K-35, Paymckan ua6., g. 4/5

[IpoHIBOACTBE HHO~H3ZATENBCKHIT KOMOHHAT "NMarenr”, r.¥Yxropom, yna. Farapuua, 101
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