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BHaYyeHUa papvKkanoB ykasaHbl B hopMyne

naobperteHna. MNpeanoxeHHas
thapMaLeBTUYECKaa KOMNO3ULMS, BKNoYaloLas
coeuHeHUs dQopmMynsl | B SthdekTUBHOM
KOnU4ecTBe, AOMNOMHNTENBHO COOEPKNT
HOCKMTENb W MpOABRAAET aKTMBHOCTL Ha
CRF-peuenTopax. Cnocob neyeHns
3aboneBaHuii, OOYCMNOBNEHHLIX AKTWBHOGTLIO
CRF-peuenTopoB npwu achheKTUBHLIX
paccTpOACTBAaxX, COCTOAHWA TpeBOTWM W Ap.
3aKnyaeTcd  BO  BBEOEHUMM  AKTMBHLIX
coedMHeHWA opMynel | MMIeKonuTalwmM B
TepaneBTHYeckr 3hDEKTUBHOM konwndecTee. 5 c.
n 5 3.n. d-nbl, 23 Tabn.
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{67) Abstract:

FIELD: organic chemistry, pharmacy.
SUBSTANCE: invention relates to the novel
biologically active compounds, method of
patient treatment with their using and
pharmaceutical composition based on
compounds said. 1-N-Alkyl-
-N-arylpyrimidineamines  correspond  to the
general formula

O R:a where

A
A
94

Y

radical values are given in the invention
claim. Proposed pharmaceutical composition
containing compounds of the general formula
() taken in the effective amount has
additionally a carrier and shows activity on
CRF-receptors. Method of treatment of
patients with diseases caused by activity of
CRF-receptors in effective disorders,
anxiety state and others involves
administration of active compounds of the
formula  (I) in  therapeutically effective
dose in mammals. EFFECT: new compounds
indicated above, valuable pharmacological
properties. 10 cl, 22 tbl, 105 ex
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WaobpeTeHne  ©OTHOCUTCA K HOBbIM
CoefMHEHWAM, COocTaBaM U hapMaleBTUUECKUM
KOMMO3ULKNAM HA WX OCHOBE, a TakKe MeToaam
WX  WUCMNONb3CBAHWUA  ONA  NeudeHWd
NCUXUATPUYSCKUX pPaccTPORCTB W
HeBpOnorMyeckx 3aboneBaHuii, BKNHOYAKLWMX
OBLWKMPHYIO OEernpeccuio, COCTOsHUME TPEBOIH,
nocTTpaBMaTUyeckMe  CTpecebl, napanuyu,
aHoMarnsHOe MoBLILEeHWEe annetuTa, CUHAPOM
NOBLILLEHHOR pPasfpaXMTENLHOCTIA KULWEYHUKA,
ocrnabneHne WMMYHHOW cucTembl, ©GonesHb
Anburedmepa, MenyaovyHO-KALWEYHbIE
PACCTPOACTBA, AHOPEKCUID, NeKapCTBEHHY W
ankoroneHyl abCcTUHEHUWO, MpUBLIKAHWE K
dpeamepHoMy yrnotpebneHunio neKapcTBEHHbLIX
cpencTs, BocnanuMTeneHee npoLueceH,
npobnemMbl QepTUMLHOCTU.

PrvnunauHr-haktop KOPTUKOTPOMWH
{oBeo3HaveH Kak AKTI), nentua, coctoAwMA na
41 aMUHOKMCNOTHI, ABNAETCH NepBMYHLIM
(DU3UCMIOTUYECKUM  PerynaTopoM BblAeneHusd
nponuomenaHokoptiHa  (POME)  nepepHeir
Aoner runochmaa (J. River et al., Proc. Nat.
Acad. Sci. (USA) 80: 4851 (1983);, W.Vale et
al., Science 213:1394 (1981)). B pononHeHue
K SHOOKPWUHHOW dhyHKUMK AKTT B AeATensHOCTM
rTMnochmaa UMMyHOXUMUYEeCKad rokanuvaauus
AKTI cBMOeTensCcTBYET © TOM, YTO 3TOT FOPMCH
XapakTepusyeTcs LIMPOKUM pacnpeieneHmem B
LeHTpansHoh HEepPBHOM cucTeme BHe
rmnotanamyca W Npoayuupyer  MHOMECTBO
ABTOHOMHBIX ANEKTPODUINYECKIAX [
noBefeHYeckx ShdeKToB, CBA3aHHLIX C
HEeWpOTPaHCMUCCUOHHBIMW 1A
HEAPOMOLYNATOPHLIMK NpoueccaM B Moare (W.
Vale et al, RecProg.Horm. Res. 39:245
{1983);, G.F. Koob, Persp. Behav. Med. 2:39
(1985); EB. De Souza et al, J. Neurosci.
5. 3189 (1985)). WMmeloTca Takke [aHHble,
cBMOETENLCTRYOWME O ToM, 4TOo AKTI MoxeT
TakKe WUrpatbe 3HaAYXTENBHYH POk B npouecce

pearpoBaHus  WMMMYHHOA  CUCTeMbl  Ha
duanonorieckme, NcUxXonormyeckue W
MMMYHOIMOrn4eckue CTpecc-haKkTopbl (J.E.

Blalock, Physiological Reviews 69:1 (1989),
J.E. Morley, Life Sci. 41:527 (1987)).

KnuHWYeckve pJaHHble MoKaablBawT, dTO
AKTT MOMET UmeTh OTHOLLEHWe K
NCUXUATPUHECKUM paccTpoicTeam "
HeBpONoOrMYyeckuM 3aboneBaHnsaM, BrIYas
Jenpeccuio, COCTORHWUA TPEeBOrM, HapyleHue
anneTura.

MpegnonarawT Takke, 4to AKTI wurpaet
onpedeneHHylo  ponb B STUOMOTAKM W
naTtochnanonorum 6onesHu Anblreidmepa,
Boneann [MapknHcoHa, GoneaH XaHTUHITOHA,
nporpeccupyollere  napanvia W GOKOBOro
aMuoTponMyYeckoro ckneposa (6onesHs LWapko),
NOCKOMBKY OHW  CBA3aHbl G AVCAyHKLMelH
AKTI-HEApOHOB B LEHTpancHOW  HepBHCH
cucteme, obsop npueegeH B E.B. De Souza,
Hosp. Practice 23:59 (1988).

Mpn  adbhekTUBHLIX  pacCTpPOWCTBaX — WNA
[enpecCcUBHOM CUHAPOME KoHLUeHTpauna AKTT B
LepebpocnuHansHoOW  xKugkocth  (CSF)  He
MPUHMMAIOWMX  NeKkapcTea WHOVBNOYYMOB
3HaumnTensHo BospacTtaeT (C.B. Nemeroff et
al., Science 226:1342 (1984); C.M. Banki et
al., Am. J. Psychiatry 144873 (1987), R.D.
France et al, Biol. Psychiatry 28 86
(1988); M. Arato et al., Biol. Psychiatry
25355 (1989)). Kpowme TOro, rycrora
AKTl-peuenTtopce B nNepedHel YacTWh  Kopbl
FONOBHOMO  MO3ra camoyOMWL,  3HAYUTENEHO
CHMXEHa, UTO coYeTaeTcs C runepcekpeuve
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AKTT (C.B. Nemeroff et al, Arch. Gen.
Psychiatry, 45577 (1988)). B pononHeHwe K
3TOMY coobuwakwT 0 peakumm
afnpeHokoptukotponuHa  (ACTH) wHa  AKTT,
Habnwgarwlwenhca y nayMeHToB ¢ genpeccuenr
(P. W. Gold et al, Am. J. Psychiatry
141:.619 (1984), F. Holsboer et al,
Psychoneurcendocrinology 9:147 (1984); P.W.
Gold et al. New Eng. J Med 314:1129
(1986)). lMpeaknUHUYeCKHne UCCNedoBaHUS Ha
Kpbicax KW HeyenoBekoobpasHblX  npumarax
AOMNONMHWTENBHO NOATBERKAAKT TMNOTE3Y O TOM,
yTo runepcekpeuma AKTI moxeT ObITb cBA3aHa ¢
CUMNTOMaMK, WUMEWMMUACA Y YenoBeka npu
denpeccrn (R M. Sapolsky, Arch. Gen.
Psychiatry  46:1047  (1989)). WmetoTes
npedsaputencHble  OaHHele ©  TOM, YTO
TPUUMKIMYECKHe — aHTWOESNPecCaHThH MOTYT
MamMeHuTe ypoeeHb AKTI ©U Takum ob6pasom
MoaynupoBaTh konudecTeo AKTTI-peuentopos B
Moare (Grigoriadis et al.,
Neuropsychopharmacology 2:53 (1989)).

Mpepnonaraetca Tawke, uto AKTI wrpaet
onpegeneHHy pons B STUONOTMK PacCTPORCTB
C COCTOAHWEM TpeBork. [lpedknuHuYeckue
WNCCMNefoBaHUA NOBEOEHYECKUX peakumid ¢
ncnone3oeaHUeM npeanonaraemMoro
aHTaroHucta AKTT-pelenTopa U «-CnupansHoro
opedbero  AKTI  (8-41) nokasblBaT, 4TO
aHTaroHUCT npoayuupyet adpdekTtsl, nogobHble
Bbl3blBAEMbIM  ASACTBMEM  TpaHKBWNW3aTOPa,
NoxXoxMe Ha geActeue BeHaoguazenuHoB (C. W,
Berridge and A.J. Dunn Horm. Behav. 21:393
(1987), Brain Research Reviews 15:71 (1990)).

HeApoxumudeckme “ SHOOKPWHHbIE
WCCMNELoBaHUA, a Takke ynyudlleHne npouecca
CBA3bIBAHWA peuenTopamMiA CBUOSTENLCTBYET O
B3aMMOLOESUCTBUN MexKay AKTI 7]
OeH30arazenUHOBbIMIY  TPAHKBUIIU3ATOPaMM,
noareepkgaa  BaaumoceAss  AKTI ¢
HEeAPOXUMNYECKUMIA “ SHAOKPUHHBIMUW
paccTpoACTBaMK. XMNOPAWMA3SNOKCKUA, cMmArdaeT
"aHTUTpaHKBUNKM3aTopHoe" derctene AKTI npu
NpOBEAEHWK OMBITOB  HA  Kpblcax, Kak B
MCnbITaHUAX Ha KoHNKUKTHOCTL (K. T. Britton et
al., Psychopharmacology 86:170 (1985); K. T.
Britton et al. Psychopharmacology 94:306
(1988)), TaKk M aKyCTUYEeCKMX TecTax Ha Wenyr
(N.R. Swerdlow et al., Psychopharmacclogy
88: 147 {1988)). AHTaroHucT
BeH3ocgunaszenuH-peyentopos  (Rp  15-1788),
KOTCpLIA cam No cebe He cKaablBaeT BNUSAHWA HA
noBefeHWe Kpbic B WCNbITAHWMAX  Ha
KOHCDNUKTHOCTL, CHWXaeT akTuBHocTb AKTI B
3aBUCHMMOCTI OT WCMOMb3yemMol fo3bl, B TO
Bpems kak OeHsoguasenuH, obnajarolmia
cponcteoM Kk peuentopy (FG7142), younmeaet
Aedcteue  AKTI  (KT. Brillon et al,
Psychopharmacology S4:306 (1988)).

MexaHuaMm OerCTBUA U YYaCTKU CTPYKTYpDL
OTBETCTBEHHLIE 3a TepaneBTUYEeCKUA sdaekT,
NpUCYLWKA OeACTBMIO 0BbIYHBIX
TPAHKBHUNK3ATOPCB " aHTWUAENPEeCCaHTOB,
OCTaKTCA HeAcHbIMK. OfHako nonarakeT, uTo
MeXOy HUMW MUMEEeTCH CBHA3b MNPU  9TUX
aabonepaHuax. Ocobbld  UHTEPEC UMET
npedBapuTensHbIE WUCCNeaoBaHWUA BMUAHWUSA
aHTaroHuctos AKTT peuentopoB (w-ChpanbHeIA
AKTTg41) Ha noBefeHYeckue peakLmu,
CBWAETENLCTBYOWME O TOM, YTO AHTOIOHWCT
AKTI  BhiablBaeT  asdhheKTel,  aHanoryHele
ASACTBUID  TPaHKBUMNU3ATCPOB, KAYECTBEHHO
cxoaHble ¢ gecTBrem BeHaoanasennHos, obacp
npweegeH B G.F. Koob and K.T. Britton. In:
Contricotropin-Releasing  Facor.  Basic and

27153494 C2

RU



revesie NAH

[ARS)

Clinical Studies of a Neuropeptide, EB. De
Souza and C.B. Nemeroff eds., CRC Press p.
221 (1990)).

Ons  wmayueHus 3TUX  cneundryecKknx
BenkoB-pelUenTopoB  NOBEPXHOCTHLIX  KNEeToK
JOMmKHbI ObiTh BblAeNeHsl CoeAUHEHNS, KOTOPbIE
B3aMMOLEACTBYIOT c AKTT-peuentopamm
ocobeiM  06pa3oM, B3AWMMOCBA3AHHEIM  C
thapMakonoruyeckuMy  XxapakTepucTuKkamu
JaHHoro peuenTtopa. B asaknioueHWe cnefyeT
OTMEeTUTb, YTC WUMEKTCH JAHHbIE O TOM, YTO
coegnHeHnsa-aHTaroHucTel AKTT 1M KoMnosmumm
HacTOALWEro MacBbpeTeHUs, KoTopLle CMArYaoT
hU3MCNOrMYeckMe peakluuKM Ha  Bbl3BaHHbIE
cTpeccamy 3abonesaHusa, GyayT noneaHsl Ans
NevyeHWs  ASNPecCHBHBEIX  COCTOAHWA W
3aboneBaHWd, CBA3IAHHLIX C COCTOAHWEM

TPEBOTU.
B nateHtax CLUA N 4788195 u N 4876252
nokasaH CUHTE3 coeMHEHWA obuledn
CTPYKTYDHOR cpopmMynbl (A)
22
3 5
R

e
I

b
VNP

CAD

CocfbLlaeTcq O BO3MOXHOCTH MPUMEeHeHA
3TUX COEOMHEHWA Ona JeJYeHWs acTMbl,
annepriudecknx 3aboneBaHWin, BocnanuTenbHbIX
npoueccoe 1 guabeTta y MNeKkonuTaloLLmX.

B aaseke PCT WO 89/01938 onucaH cuHTE3
W NpUMeHeHWe coeduHeHuii dhopmynel (B)

Z

Y

g

Héj/ﬂ
b2

CE>

3Tn coedMHeHns MoryT ObiTb NONe3Hsbl Ansa
NneveHua HeBpOnoruieckux 3aboneraHni, jagas
achchekT OOHOBNEHWA W BOCCTAHOBNEHWH
HEPBHLIX KMNEeTOK, ynydllas M BOCCTaHaeNuBas
CNOCOBHOCTL K OBYYeHUID U NamATb.

B natente CLIA N 4783459 onwcbiBaeTcs
NpUMMEHEHUE 1 CUHTE3 CoeAUHEHWA cnegylole

CTPYKTYPHOW cpopmynbl (C)

Iy
R
3TKM coegnHerus obnagakT yHIMUMOHOK
aKTUBHOCTBIO, OCOGEHHO MNPOTUR PUBKOBLIX
3aboneBaHUn pacTeHWA.
B natedte CLA N 4992438 onucaHbl
MPUMEHEHWE W CUHTE3 CO8UHEHWA credyoLer
CTPYKTYPHOR chopMy bl
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3T  coedVHEeHWs  MPUMEHWMbI  Kak
DYHrMLUUAB C LUMPOKAM CNEeKTpoM aKTUBHOGCTK
NPOTUB NAaTOreHHeIX rpubKoBelX 3abonesaHui
pacTeHWi.

B nateHTHOR 3afeke EBIT 0013143 A2
onucaHbl NPUMEHEHWE W CUHTE3 CcoeaWHEHWA
crnegytowen CTpYKTYRHOR hopMynbl:

Z
GLOYC(R JHCO

v i H]

9T coeduMHeHWsa  fABMATCA OO- U
NOCNeBcXoA0BBIMK repbrunaamin.

B nateHTe CLUA N 5063245 aaaBneH cnocob
npoayunpoBaHia AKTl-aHTaroHWamMa
coeduHeHMaMK obLeR hopmynsl

3 4 3 3
R R R 5——5 R
ZH ZH ,-E S z
N S - e T L R
N N N

I, Iy Iy
R R R
B aaaeke PCT WO 91/18887 aaaeneHbl
coefMHeHNA credytoLlen CTPYKTYpPHOM
hOpPMyInbI;
Axr
\H 1
R
q
R

I M
K
5 Z 3
R R R
i

roe R? MOTYT npedctaBndts CoGOH
C 1—C4—an|<mn, u R3 moxer npeacTaBnATs coboto

3aMelleHHbIA DeHUN; ykasaHHbIe COedWHEHUS
nonesHel Ang  WHIMBMpOBaHWA  CekpeLuu
KACNOTHI B Xenyake.

B 3agaske ENB EP 0588762 A1 3aaBneHbl
coeguHeHus obLelr dopmynsl

i L]
E R
Z B
R
I M
K
3 7
R
|4 8
4 R

roe R4 mMomeT oa3HayaTb C4-Cz-ankun,
yKka3aHHble  coeAMHeHWsl  MNonesHbl  Kak
WUHTMBUTOPREI NPOTEUHKWHA3EI C W
NPCTUBOCMYXOMNERLIE areHThl. 3afaBMeHo Takke
NPUMEHEHWE 3TWX COeAWMHEeHWA ANS NedYeHus
ClMda, aTepocKnepoaa, 3aboneBaHuiA
cepaeqHo-CoCYOUCTOR U LUeHTparnsHOW HepBHOM
CUCTEMEIL.

B aaseke EMB EP 336494 AZ aaaBneHbl
coenHeHns obLelr hopmynbl
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roe X oaHadaeT NR* u R* MoxerT
npeactaBnATe cobCl  3aMeleHHBIA UK
HeaaMelLeHHBIR ankun, ykasaHHsle coeUHeHNs
noneaHel Kak repbuunisl.

B natente CLWIA N 3988338 aageneHsl
coeduHeHusa obLen dopmynsl

o

i
ENE R

MY N

AN”
RS

rge R™  osHavaeT eHWn, BO3MOXHO,
3ameLleHHbIHR, YKasaHHbIe coenHEeHNs
06J'Ia,£l,alOT aHTVILI,I/ITOKVIHeTI/I‘-{eCKOI‘ﬁ AKTUBHOCTbHD.

B zasske EMNB EP 0563001 A1 3asBneHbl
coennHeHns obLwer hopmyIol

B s

7
B
g |
E ¥
| D
v
LY
B
|4
) 11
13
B
iz
E

YKa3aHHble COSOMHEeHWA 3asBneHbl Kak
NPUMEHUMbIE  ONA  NEeYeHWd  MCUXO30B,
Jenpeccuii u cyJopor.

B sasexke EMNB EP 0155911 A1 aasBneHb
coednHeHus obLelr hopmynbl

1 Z
R HE

roe R3 oaHauaeT 3aMelleHHBIA  heHun,
yka3aHHble COedWMHEHMS MpPUMEHUMbl  KaK
repbuumabl.

B aBcTpanuidckom nateHTe AU 8425873
3aABMeHbl coeguHeHna obweld dopmynbl

1 NN 3
R -R
z
I
RS

roe R2 osHauaeT sameleHHYI0 DeHUMBHY
rpynny. ykazaHHble COSOWMHEHWA NONEeaHbl Kak
NPOTHUBOA3BEHHbIE areHThbl.

B paGotre Eswaran et al, Org. Prep.
Proced. Int. 24 (1) 71-3, (1992) onucaHo
MCNonb3oBaHWE MNPON3IBOAHbLIX
5,7-0vasanHaonos KaK CUHTETUYECKUX
NPOMENKYTOUHLIX  NPOLYKTOB. B paboTte
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El-Bayouki et al, J.
22(3): 853-6, 1985
UCMOMbL30BAHWN MPOWN3BOAHbIX
5,7-0Ma3anHaonoB Kak
NMPOMEXYTOUHBIX MPOAYKTOB.

CoeguMHeHMA W MeTodpl  HACTOAWEero
n3obpeTeHns OaloT BO3MOXKHOGTE paspaboTtaTb
MEeTOOONOrM0  NONydYeHUs  coeaWHeHKH,
obnagawownx  cneuucrHeckuMm CpPOLACTBOM W
CNocoBHLIX WMHrMBuposate dedcteue AKTI Ha
Oenkn - AKTl-peuentopel B MO3re. 3TU
coefqMHeHWss MOryT ObITb NOMe3Hbl Ans nedeHus
pasnuyHbIX HelpodereHepaTUBHbIX,
HelponCcUXMaTpUYeckUX W CBA3AHHBIX €O
cTpeccamiu 3aboneBaHWi, Takux Kak
NOBbBILLEHHAs Pa3fpaxUTENbHOCTE KULLSYHKKA,
ocnabneHWe WMMYHHOW cucTembl, ©one3Hb
AnbureiMepa, KenyaouHo-KULWeYHble
paccTpOACTBA, aHOPEKCWA, NeKapcTBeHHana W
ankoronsHas abcTUHeHLWA, MpUBLIKAHWE K
JypeamMepHoMy YnoTpebneHuo neKapcTBEHHLIX
cpencTs, BOCNanuTenbHLIe npoLecesl,
npobneMbl epTUNLHOCTK. [pyrie AOCTOUHCTBA
HacTosWwero uWaobpeTeHua OyayT ACHbI
cneuyanncrTam W3  NPUBEOEHHOIO  HWXe
onMcaHus.

HacTosawee wWaobpeTeHWe OTHOCUTCHA K
KOMMNO3ULMAM, METOAaM NPUMEHEHUS U CUHTE3Y
N-ankmn-N-apun-npuMMUANHAMUHOB " X
NPCOU3IBCOHLIX. 31U coeWHEHUS
B3aUMOLEACTBYIOT ] obnapgator
AHTaroHUCTUYECKOW aKTUBHOCTBIO B OTHOLLEHUM K
AKTT-peuentopam W, Takum oBpaaom, MOryT
obnajate TepaneBTUYECKMM  schdbekTtom B
OTHOLUEHWW MCUXMaTPUUECKWX PaCCTROWCTE U
HeBponoruyecknx 3abonesaHuid, BknYad
OOWWPHYIO Jenpeccuio, COCTOsIHWE TPReBOrW,
NocTTpaBMaTUYeckMe CTPecchl W HapylleHWe
annetvTa, napannMuM, CUHAPOM MOBLILIEHHOR
pasgpaMUTensHOCTH  KUWeYHWKa, ocnabneHue
WMMYHHOR cucTeMbl, 6GoneaHb Anburedmepa,
WEenyAoYHO-KNLLeYHbIe paccTpoicTaa,
NekapcTBEHHYIO U ankoronsHyto abcTUHEeHUMUHo,
NMPUBLIKAHWE K Ype3aMepHOMY ynoTpebneHuo
NekapcTBEHHLIX NpenapaTtoB, BocnanurencsHsle
npouecce!, Npotnembl dMepTUNbHOGTH.

HoBble  coefWHEHWs  HacToAWero
nsobpeTeHns npegcTaBnaloT cobolo coegnmHeHus

chopmynsl |

Heterocycl. Chem.,
coobLmnm o6

CHUHTETHUYECKIX

B KoTOopol J npefctaensetr cobod CX 1,
e X1 npeactaenser coboi H, ranoreH,
C 1-C6 ankun, CHO, -OH unn OC4-Cy4 ankun;

K, L denaotca N wnu CX 1 roe
X1 npegcraengetr cobol H, ranoreH wunu
OC ;-C, ankun;

M aBnseTcs CR5, u RS npeactasnaet coboi
Cq-Cg ankwn, ranoreH, -0OC4-C4 ankwn,
HeobA3aTenbHO 3amMelleHHBIR 1-3 ranoreHamm,
CN; C4-C4 ranoreHankun, C3-Cs UWKNoankun,
-C(=0)C1-Cyq ank1n, -C0O9C1-Cy ankun,
S(O) h (C1-Cg ankun), CN, n = 0-2,
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-Cq-Cq-ankun-OR", roe R' npencrasnser
coboi H unn C41-C4 ankun,

NR14R15, roe Kax bl R14,
R 16 npegctaBnaT coboh H nnn C4-Cyq ankun,
nnn

-C(=OINR™R' e  kaxgpit RM™,
R 1® npencraBnsaioT coboit Cy-Cqg ANKAM;

V aensetca N;

Y qasngetca N, CH, CCN wnm CR 29, roe
R 29 pmecTe ¢ R* obpaayeT 5-uneHHoe KonbLo K
apngetca  -C(R 30)2 mni  -N=, 1
R 30 npencrasnser coboit H vnn CN;

Z sensetca N, CH unw CCHg;

R* Bmecte ¢ R% obpaayer 5-uneHHoe
Koneuo W aenaetcd -CH= wnu -N=, unu
npeactasnaetT cobol rpynny, BblBpaHHylo K3
C 1-C4 ankmna, OCq-Cg-ankuna, nponapruna,
annuna, -CH5C3-Cg LKNoankuna,
«CH ) NR"N, rae R' sensercs
C ,-C, ankunom, u n cocTaenset 1-3;

X npegcraengser coboi ranoren,
ranoreHmeTin, -0C4-C4 ankun, CN  wunn
S(0), C4-C4 ankwn, rge n cocraenger 0, 1
unm 2;

R1 npegcraengetr coboid C ¢-C4  ankwn,
C ,-C -ankokeu, ranore;

R3 npedctaengetr cobol ranoreH, apun
C1-C2 ranoankun, CHO, C4-C4 ankwn,
HeobdAsaTensHo 3aMellEeHHbIA CN,
C4-Cq4 ankumnom, C4-C4 ankokc, OH;, wWnu
C 3-Cg UMKNoankun, S(O)nRs, roe R8 aensetca
Cq-Cy-ankmnom, C4-Cy-ankoken, HeobasaTensHo
3aMelleHHbld  C4-C4  ankokcw, MopdonuHmn,
THUEHWN; MUPPONMHUN; NUKONKM; UMUOA3CNUHI,
heHUn, 3ameleHHbln  Cq-Cy-ankunom  unu
Cq-Cgqankokon; ORSE NROR”, -c= OR?
-C(O)R%;  C(OH)RZR% C(=O)NRER”:
(CH,)OR%  (CHR'™R?;  (CHR')NRER’,
-CH(COQR16)2, e R'  asnaetcs
C,-C, ankunom, win -C(CN)RZ)R'®), rae
R 16 aenserca H:

KaKObliA u3 RG, R7 HEe3aBUCUMO
npeAcTaBnseT BOAOPOA, NPU STOM MO KpalHelH
Mepe OAMH K13 R® u R? ornuuaetcn ot H, kornpa R
2 4 R* BMecre osnaualT -CH= unm -N=,
-(CHWKR3;
«CHR %), 0R®, roe R® npeacraenser H,
C 4-C, anknn urn (CH2)R?®, rae R?° sansetcs

)

C 3-06 LUKnoankn,

hEHUNOM, UMWOA30NUMOM, DYPUIOM, UM R®
R7 BmecTe osHaualoT -(CH2)4A(CH2)-;

R3 npencraenser coboii C 4-Cg  ankum;
MMPMMUAMHAN,  NUpuaun;  dypun;,  deHun,
HeoBdsaTenbHO 3amMelleHHeld 1-3 CH 3 1N
OCH 3; (CHa)-apun unun (CHy)y-retepoapun ¢
apunoM wWnuv retepoapuncMm, HecbasaTensHo
3amMelleHHbIM CHz; (CHz)tR22 nunu (CHg)kR25;

RS npegcraesnaer cobor Cq1-C4 anKkokeu,

R¥  npepcraenser  coGoil CN,
C,Cq umknoankun  wuim  OR™,  rge
R ° aensetcs Cq-Cg ankunom;

R'  npegcraenser coBod H  unu
(31-C4 ankun;

R%2  npegcraenser C(O)R 25, SR
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S(0) ,R¥, NRZR? um OR?; rawablit us
RZ® y R npeactaesndetr coboid H wnu
C1—C4 ankum;

R3! npencrasnaeT coboll Ci-Cy ankun;

R25 npegcraengetr coboi mopdonuHun,
TeTparngpodypun; TeTparnapoXUHONUHWIT,
cheHun, Heoba3aTensHo 3aMeLleHHbIA
C1-C4 ankmnoMm wWnM  ankokcu;,  MHAOoMMN,
npuaun, nupazonun;  dypun;  NAPUMUOAR;
MMpasavHWN,  NUNepPUaAUHWN,  NUPPONKUAMHUN,
HeobdasaTensHo 3amelleHHbIR C 1-C4 ankunom,
UMK NNepazvHun, HeobasaTensHo 3amelleHHbIR
C4-C4 ankunom;

R2%a npepcTasnset coboi H unu R25;

A npepacraenfeT coboit O; NC(=OR 7 ¢
R agnawwmMmea H unn C  4-C4 ankunom;,
S(0),; C(H}OR?%) ¢ R asnaowumes H;
CH , i NR%;

k cocTaenseT 1-4;

t pageH 1-3;

P U N KaxkAblA paBeH 0-2;

g W T kakOblA apnsgetesd 1 unu 2,

unM KX chapMalesTUYecks npuemMnemele
conu.

MpeanoYTUTENEHEIMA coeJUHEHUSIMU
asnsaoTed N-ankun-N- apunnnpuMyanHaMHbI
obuwei popmynel |

3

E

7
Ll

rde Y oaHavaetr CH, CCN, wrm N, a R1,
R3 R* X Z V, J, K L M UMeloT 3HadeHna,
yKasaHHble B n. 1  chopmynbl, WNKM KX
apmaleBTWYecKH MpUEMIIEMbIE COMMU.

B 4aCTHOCTH K HUM OTHOGHTCA COeANHEHNS,
rae

R3 oanavaer Cq-Cg-ankun, coeHunn, ranore,
Cq-Co-rancankun, NRERY, CR2 CEORS
C(OINRER7, (CH,)ORE, NR'OCHR')CO,R'Z,
-(CHR '%),0R® - C(OH)R%)(R?),
-C{CN)(R 25)(R16), NpWM  yCrnoBuK, YTO ecrnu
R %% pe oBosHauaeT NH-cogepxallee Konbuo,
-C(= O)RZ, -CH(CO.R%),,
NR 1°C(=0)CH(R "HNR 1R 2, C4-C-ankmn,

3aMelleHHLIA Cq-Cy AnKoOKCK,
C 3-Cg-umknoankun, C4-C4 dheHun, 3amelleHHbIA
C4-Cy4-ankokem, heHun 3aMelleHHbIA

C 1-Cg-ankunoM,  WUMWOA30MNUHWN,  2-TUEeHWn,
3-TUeHWn, MopdCnnHWA, nupponuHnn, J, K L
He33aBUCUMO BLEIGMPAIOT B KKAOM cryyas U3
CX/,

M o3HavaeT CRS,

R!, R? u R%® Hesaeucumo BHIBMpaoT B
KaKAOM Cnyyae W3 pgaa,  BKIOMaloWero
BOAOPOLA WM LuaHo, WK R oanavaer
C 1—C4—an|<v|n;

X O3HavaeT ranoreH, apun,
S(0) » Cq-Cy ankun, ranoreHMeTiyn,
OC 1-C4 ankmn, C1-C4-ankun,

R* umeet yKasaHHble B M. 2 3HaJYeHus,
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x1 o3HavaeT

BOACPOA, ranoreH,
-OC 1—C4 ankun, OH, C4-C4 ankun,
R5 o3Havaer rano,

-C{(=NOR 16)—C1—C4—ar||<|/u'|, Cq-Cy-ankun,

C 1—03—ranoanKV|n, C4-C4-ankokcn,
HeobA3aTEeNEHO 3aMelWeHHBIR 1-3 ranoreHamu,
8(0),Cq-Cg ankmn, n = 0-2, C5-Cg UMKNOANKMKN,
UnaHo, Cy-C4 ankun -OR', roae R' - H wnu
C 4-C,-anknn, C(O)C4-Cy ankun,

R® n R7 HeaaBvcWMO BblBUpaloT B KaXAoM
chydae Wa rpynnel, BKMoYaoWwed Bogopos,

16 8
C 3-Cg-Umnknoankun, (CHR ™), OR?,

wnn R® R7 Bmecte obpaayoT  rpynny
-(CH 2)g A(CH2)r,

R8 HeaaBMcMMO BEIBUpalOT B KaKAOM Cnyyas
13 paga, sknovawwero sogopos, C1-Cg-ankun,
NUPUMAZMHKR, nUpWaun, oypun, (CHz)y R22
theHUn, HeobasatensHoO 3saMelleHHbld 1-3
CH 5 unu OCHeg,

-NR'®(CH2).NRBR”, -(CH2)R?5,

(CH ,)4-reTepoapun  unu  (CHp)4-apun, roe
reTepoapun WnKM apun kaxasld moxeT ObiTb
3amelleH CHs,

R nezasucumo BIOMpaloT B KaXKOOM
criyyae uwas paga, eknodawowero OR 19 u
C 3-C6-L|,M|<noan|<vm,

R™ 1 R'5 HeaaBKcMMO BHIGMPAIOT B KaKOOM
crydae W3 psga, BKKOMWaOWero BOAOPOL,
C 1-Cg-ankun,

R Hesasuoumo BbiBupaloT B KaKOOM
chydyae W3 psida, BKMOYaloWero BoAopom,
C 1-Cg-ankun,

R HesaBMoMMO BLIBMpalOT B KaKOOM
cryYae W3 paga, sknrovaowero Cq-Cg-ankin,

R%Z HeaaBMCUMO BLIGMPAT B KaKOOM
chyyae W3 pada, BKMovalowero umaHo, OR 2
SR2* NR2R?4 -5(0),R¥ u C{(=0)R%,

R KOTOPbIA BLIOMPAKOT B KaXKACM criydae
13 paga, BKNYaWero eHun, HeobaaaTensHo
3aMelleHHbld Cq-Cy4  ankunom WM - ankokcH,
nMpa3onun, ypun; NUPa3anHAN, MopdorMHAN,
nMnNepasnHun, HeobsAsaTenbHO 3amMelleHHbIR
C1-C4 ankunom™, nunNepuauHun,  nUpugun,
AMPUMKAMN, NUPPONUAMHWAN, HeobssaTensHo
3amMelleHHbIR Cq-Cyq ankunom,

R, KOTCpPLIA He3aBUCUMO BbibupaloT B

KaXKAOM chnyYae U3 psaga, BKNYaLWero eHun,
HeobsAsaTenbHO 3amelleHHbIR C 1-Cy ankmunom,
nMpasonun, Oypun, NUPasavHAN, NUNepasmMHKN,
HeobA3aTenbHC 3amMelleHHbld C 1-Cy ankunom,
AMNEPUANHAN, NTePUAWHN, NYPUHWUA, NUpaHAn,
NMpa3onuanHKT, NMPUAA3NHUI, napuann,
MMPUMWAMHWI, NMPPONMAMHUI, Heobs3aTensHo
3amelleHHbIR Cq-C4 ankunom,

He3aBUCUMO BbIBUPAIOT B KaxACoM crydae ua
1-3.

OcofbeHHO coeguHeHWa roe

R' HesaBMCHMO BLIBUPAIOT B KaXKOOM criyuae
U3 paga, BKMovakowero  C  1-Co-ankvn,
C 1-C4 ankokeu,

R® HeaaBUCMO BbIBMPALOT B KaXKAOM cryyas
13 rpynnsl, BKNKOYAKOLWLER C1-Cyg-ankun,
C -Coranoankun, NROR?, GCR% C(E=O)R?,
C(=OINRPR’, (CH2)kORg, - C(CN)RZ(R'®),
Npu ycroeWW, uto ecnn R He osHavaeT
NH-comepxallee konmbLo, C(CH)RZ®)(RZ%),
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-C(=  OR?®,  CH(CORY,  2-Twenun,
3-TUEeHWN, AMUOA30NAN, MOPOTMHAM,
NUPPONAHKUI,

R'? R2 u R®* pesasucumo BoIGUpaOT B
KaKAOM crnyyae W3 paja, BKIOMaowero
BOOOPOL, METUN,

X obosHavaeT Cl, Br, |, OC1-Cg ankun,

X1 o6oanavaet Bogopod, Cl, Br, |,
OoC 1—C6 ankin,

RS oboaHaqvaeT rano,
C 1—C3—ranoanKV|n, Cq-Cg-ankokcnw,

Cq-Cg-ankun,

R® u R’ HeaaBMCMMO BLIOVMPAOT B KaxKOOM
cnyyae va psaa, ekmwodawuero C 4-Cg-ankun,
(CHR ), 0R®, Cy-Cg-ankoxcu,

-(CHWR™® unu R® n RY, BasTble BMecTe,
obpaaytoT rpynny —(CHz)qA(CHz)r,

A obosHauaeT O, S(O),, N(C(EOR'),
C(H)OR), NR?%,

R® HeaaBucMo BbIOMPAIOT B KQXKAOM Crnydae
n3 paga, Brmwovawowero -G 4-Ce-ankmn,

22 25
(CH ;)R%“ 1 (-CHa) R,

RY o6osHauaeT Cq-Cy-ankun,

R™ R'® HesaBMcHMO BLIBAPAIOT B KAXKOOM
crnyyae W3 psafa, BKICYaOWEro BOAOROA,
C 1-Co-ankun, R16 ganauaer BO/OPOL,;

R'® osnauaeT C4-Cg-ankun,

R%Z  HesaBWCMMO BLIBMpAOT B KaKOOM
cryyae U3 psafda, BrhioYatolero OR 24 - C(=
O)R 25

R23, R%* WeaasucuMo BLIGWpalOT B KaXO0M
crnyyae W3 paaa, BKIOYAKLIEro BOAOROL M
C 4-Cor-ankun,

R?  nHeaasvcumo BeIOMpalOT B KaXWAOM
cnyyae W3 psga,  BkMvawowero  eHun,
Heoba3aTenbHO 3aMelleHHbIA C 4-Cgq ankunom
WM anKkoKGK, NUpa3cnun, ypun, 4-NUpasnuHUn,

WHAOMKN, MOPCPOIMHIAN, nunepasnHn,
HeobsA3aTeneHO 3amelleHHbIR C 1-C4 ankunom,
NUNepUanHUN, nupuaun, MMPPONUONHARN,

TeTparugpodypaHun, 1-TeTparngpoXUHONUHWAM,

R2%2  LeaasucumMo BblBUpawT B KaXKAOM
crydae W3 psga, BKOKOGYaOWeEro BOAOPOA,
heHUN, BO3MOXHO 3amelleHHBIA Cq-Cy4 ankunom

WK anKkoKcH, nUpasonun, chypaHun,
4-nnpasmHun, WHAOOMAN, MOPOTMHAT,
nunepasnuHAn, BO3MOXKHO 3aMeLleHHbIA
C 4-Cq4 ankvnom, nupuauHan, napuMUOuHT,
NMUPPONUAUHNN, BO3MOXHO 3aMeLEeHHLIR
C 4-Cy ankumomM, TeTparngpodypaHmn,
1-TeTparugpoOXMHONUHAN, ©

k obozHaqaeT 1-3,

p osHadaeT 0-2,

q obozHavaeT 1, 2,

r obosHavaeT 1-2.

K Opyroidi  rpynne  npeanoYTUTeNbHbIX

coegn HeHWiH OTHOCATCH
N-ankun-N-apunnprMManHaMmuHbl 0LLe A
chopmynel "
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JUA A
4
“m

roe Y osHadaer CRZQ, roe R2% pmecte ©
R4 obpasyloT 5-uneHHoe KonbUo K ABNAETCH
—C(R30)= wim -N=, a R3 npegcraensetr cotoi
Bogopor, wm CN; RY RE Z v, K L M, X
WMEIOT 3HaYeHWs!, ykasaHHble B M. 1 hopmynbl,

wnM  ux hapmaueBTHYeck NpUeMnemsle
COonu.

B 4acTHOCTW coeanHeHus, rae

Z o3zHaqaeTt CH,

R! ozHauaer C1-Co-ankun,

R3 npencrasnser coboit C 4-Cu-ankun,
cervn, rancreH, NR8R?, OR2, C(=O)R?, (=
O) NRER’, (CHy)OR® -C(OH)R%®)(R?%3),
C(EORZE,  .CHICOR'Y,,  aameleHHbIl
C -C -ankun, C3-Cg-Luknoankun,
hbeHun-(3ameLterHHbln Cq-Cy)-ankur,
deHun-(3ameLterHblil Cq-Cy4)-anKokcH,
3amMelleHHbIR Cy-Cg-LUuKnoankun,

J, K, L He3aBMCUMO BbIBMPaloT B KaXKOOM
cryvae 13 paga, BKMoYatowero CX1,

M ozHavaeTt CR5,

R* oBpasyer Bmecte ¢ RZ® naTUYNeHHbIN
LWKN W npepctaengaeT cobor -CH=,

X npegcraesnger coboi Br, [,
S(0) nC1-Cy-ankmn, OCq-Cy-ankun,

x1 npeactaenaeT coboil Bogopoa, Br, |, OH,

R5 HeaaBucKMO BbIBMPALOT B KaKAOM Criyyas
13 pana, BKITHOYAIOLLErO rancre,

C 4-Cg-ankun, C1-Cg-arnKoKeH, NRMR1®,
C 5-Cg-LMKnoankun, C(=0)C4-Cy ankun,
C(=ONRER 5,

R® 1 R7 HeaaBMOWMO BLIBUPAKOT B KAXKOOM
crnyyae W3 pAfa, BKIOYaOWEro BOAOPOA,
C 1-Cg-anknn, Caz-Cg-LMKNOAankmn, —(CHz)kR13,
-(C4-Cy4-anknn) deHunn,

-(C 1-Cg-ankum-mmuaascnun unu cdypun nnm

R® u R’ Bmecte oBpasyiT rpynny
-(CH 5)q A(CH2)r,

A oBosHaqaet O, NR2 unu S(O)

RS HeaaBMCKMO BLIBMPAIOT B KaXKAOM Criyyas
n3a paga,  eknwdawwero  C 4-Cgankun,
(CH ,)R%, cheHun, Heobs3aTeNbHO

aaMelleHHbI 1-3 CHs, OCHs, -(CH)WRZ® u
(CH 5) -retepoapun unu (CHa)-cheHnn, Kaxabli
M3 KOTOPEIX MOXeT GbITb BO3MOMHO 3amelleH
CH 3 rpynno.

R™ 1 RS HesaBMcHMO BLIBMPAIOT B KaKOOM
crnyyae W3 psga, BKIKYAOLWEro BOACPOA,
C 4-Co-ankun,

R'® HesaBMOMMO BLIGMpPAOT B KaXKOOM
criyyae v3 psifa, BKIKOMAOLWEro BOAopod W
C 4-Co-ankun,

RY HesaBuoumo BbiBMpaloT B KaKOOM
criyyae Ma psga, BKMIKCYAOWEro BOACRoA,
C 1-Co-ankun,

R%2 HesaBMCMMO BLIBMPAOT B KaKIOM
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oryyae Ma psga, Bknoualero OR 24 SR,
NR 2324 , -C(:O)R25,

R u R?* HeaasvcuMo BbIOMPAOT B KaXKOOM
cnyyae W3 paga, BKNoYalowero Boaopod,
C 1-Co-ankun,

R2, KOTOPLIA He3aBUCHMMO BLIGUPAIOT B
KaxXdom cnyyae 13 paga, BKNKYakoWwero deHun,
HeobsA3aTenbHO 3aMeLleHHbId C4-Cy-ankun unm
ankoKcw, nupasonun, 4-nnpasuHnn,
MOPCPONUHKUI, NUNepasHun, HeobazaTensHo
3aMelleHHbld Cq-Cq  ankunom, nNUNepuanHin,

nTepuanHUnN, nypyuHUN, nMpaHuin,
NMpasonuanHKU, NMpUAA3MHKUI, napuann,
MUPUMUAMHUN, NUPPONUAMHUN, Heobsa3aTensHo
3aMellEeHHbIA C1-Cq ankunom,

TeTparuapoddypaHun, TeTparuapoXUHOMUHUN,

R%2 peaaBMCHMO BLIGMPAOT B KAKOAOM
cnyd4ae W3 Ipynnel, BrMwoYaowed H  w
C 1-Cg-ankun,

R2° BmecTe ¢ R* 0BpasyioT 5-UneHHEIA Lukn
W 03HavaloT C(RSO)Z,

R3 osHauaet Bogopog, uwaHo,

k osHavaeT 1-3,

p o3Ha4aeT 0-2,

g W r o3Ha4aer 2,

t BbIOUpaloT 13 1-2.

OcobeHHO cpefn HUX creayeT BblOenuTb
COeAMHeHHns, rae

R' o6oanauaeT metun,

R® oBoaHauaeT Cq-Co-ankun, NRSRY,

OR 8, Cy-Cpanun unu heHUn, 3amellleHHbIA
C ;-C4 ankunom, ranoreH unuM UMUgas3onuHWn,
174

X obosHavaet Br, |, S(0O), C4-C4 ankun,
NR 1R 0C4-C4 ankun,

X1 npegctaenaeT cobol Bogopog, Br, |, OH,

R®  oswavaer ranoreH, Cq-Co-ankun,
C -C,-ankokeu niu -NR14R15,

R R’ HesaeMouMO BLIGMpaloT B KaKOOM
cnyyae W3 Trpynnel, BkNOYawLWeld Boaopoa,
C 1-Co ankun,

R® HeaaBMCMMO BLIBUPAKOT B KaXKAOM Cryuae
na pdaga, siovawwero G 4-Co-ankun  wunu
theHWUn, BO3MOXHO 3aMelleHHBIA 1-2 rpynnamm,
BblGpaHHEIMM M3 paga, Bknovawwero CH 3,
OCH 3,

R R'® HesaBucMMO BLIBUPAIOT B KaXKOOM
cryyae W3 psja, BKNYalwLWero Booopod W
C 1-Co-ankun;

R o6osHauaeT BOLOPOA WMMW LMaHo.

KOHKpeTHOe NpeanovTUTeNcHOE CoedMHeHWe
npegctaesnaet cobol coefMHeHwe, BoibpaHHoe
W3 rpynnel:

N-(2,4-aumeTokcndpeHnn)-N-metnn-4,6-aume
TUA-2-MUPUMUAMHAMUH:

N-(2-BpomocheHun)-N-annun-4,6-gumMeTun-2-
NMMPUMUAUHAMAH;

N-(2-6pomMo-4-(1-meTtnnatun)deHnn)-N-metn
n-4,6-AMMEeTUN-2-NUPUMUONHAMWH,

N-(2-6pomocheHnn)-N-atn-4,6-oumeTnn-2-n
VPUMUONHAMUWH;

N-(2-6pomo-4-meTundeHun)-N-metun-4-mop
P OonMHO-6-MeTHN-2-NMPUMKUAMHAMIH;

N-(2,4-gumeTokendpeHnn)-N-stun-4,6-aumMet
UN-2-NMMpPUMUANHAMAH;

N-(2,4-gnbpomobeHun)-N-metunn-4,6-gumeTti
N-2-NMPUMHAOUHAMAH,

N-(2-6pomo-4-sTundeHnn)-N-metun-4,6-amum
eTUN-2-NMUPUMULNHAMUH;

N-(2-6pomMo-4-TpeT-ByTundeHnn)-N-aTun-4,6
-AUMETUN-2-NUPUANHAMWH,
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N-(2-6pomo-4-TpeT-OyTundenun)-N-metun-4,
B8-AUMETNM-2-NUPUMUONUHAMMH;
N-(2-6pomo-4-TpudTopMeTundeHnn)-N-meTm
n-4,6-AMMETUN-2-NNPUMUANHAMWH;,
N-(2-6pomo-4-TpudTepMeTndeHnn)-N-aTin
-4 6-0UMeTUN-2-NMMPUMULUHAMMKH,
N-(2,4,6-TpumeTokcudeHun)-N-meTun-4,6-gm
METUN-2-NUPUMHUONHAMWH;
N-(2,4 8-TpumeTokcugeHnn)-N-aTun-4,6-a1m
eTUN-2-NUPUMUANHAMUH;
N-(2-6pomo-4-(1-meTunstun)dpeHnn-N-atun-
4-mopdOnKUHO-6-MeTHMN-2-NMPUMHUAMHAMWH;
N-(2-6pomo-4-(1-meTunatun)deHnn)-N-annm
N-4-MOpPRONUHO-6-MeTUN-2- NUPUMUOUHAMWH;
N-(2-6pomo-4-H-ByTundbeHnn)-N-annun-4,6-4
UMETUN-2-NMMPUMUNANHAMMH;
N-(2-6pomo-4-H-ByTuncheHnn)-N-atvn-4,6-an
MEeTUN-2-NNPUMUONHAMWH;
N-(2-6pomo-4-H-6yTuncheHun)-N-nponun-4,6-
LAMETUN-2-NMUPUMULNHAMUH,
N-(2-6pomo-4-(1-meTunaTun)peHnn)-N-sTun-
4, 6-AMMETUN-2-NUPUMUANHAMUH;
N-(2-6pomo-4-LuknorekcundpeHnn)-N-atun-4,
8-AUMETN-2-MUPUMUANHAMKH;
N-(2-6pomo-4-{1-meTunatun)deHunn)-N-atun-
4 8-AnsTUN-2-NUPUMAUHAMKH;
N-(2-6pomo-4-H-ByTUndeHun)-N-aTuni-4,6-0u
ATUN-2-NMMPUMUONHAMUNH,
N-(2-6pomo-4-{1-meTunatun)deHnn)-N-stun-
4-(4-chopMUnNUNepasnHO)-6-MeTKHn-
2-NnUupUMmnanHamMuH,
N-(2-6pomo-4-{1-meTunstun)dpeHnn)-N-annm
n-4,6-AMMeTUN-2-NUPUMUONHAMUH,
N-(2-Aopo-4-(1-metnnatun)deHnn)-N-atun-4,
6-AUMeTN-2-MMPUMUONHAMKH;
N-(2-6pomo-4-{1-meTunastun)deHnn)-N-stun-
4-meTun-6-TpuddTOpPMETUN-2- NMUPUMUGNHAMMNH;
N-(2-6pomo-4-MeToKCUaTUM)-N-aTUN-4, 6-auM
eTUN-2-NUPUMULNHEMUH;
N-(2-Aogo-4-(1-MeTnnatun)dpeHnn)-N-sTun-m
opHONUHO-5-MeTUN-2-NNPUMUANHAMWH;
N-(2-6pomo-4-{1-meTunatun)deHnn)-N-stun-
4-meTun-6-(2-TuobeHo)-2- nupuMugMHamuH,
N-(2-6pomo-4-(1-meTunatun)cpeHun)-N-umaH
oMeTun-4,8-4UMeTUN-2-NMMPUMAGUHAMUH;
N-(2-6pomo-4-(1-meTunsTun)peHnn)-N-LKrKn
onponunmeTun-4,6-guMeTrn-2-
MMPUMUOUHAMUWH;
N-(2-6pomo-4-(1-meTunatun)deHnn)-N-npon
aprun-4,6-AnMeTuN-2-NUpUMUaUHaMUH,
N-(2-Aogo-4-(1-MeTnnatun)deHnn)-N-atun-4
-TUOMOPGONUHO-6-METUN-2-NUPUMUONHAMKUH,
N-(2-Aopo-4-meTokenaTundeHnn)-N-stun-4,6
-AUMETUR-2-NUPUMUONHEMUH;
N-(2-Aopo-4-meTokcumeTundeHnn)-N-aTun-
4 8-AnMeTUN-2-NUPUMUANHAMMUH;
N-(2-Aogo-4-meToKenaTUNdeHUN)-N-aTuN-4-
MoponMHo-6-MeTUN-2-NUpUMUINHaMAH;
N-(2-Aopo-4-meTokcumeTundeHnn)-N-atmun-4
-MOPMONUHC-6-MeTHUN-2- NUPUMWANHAMUH;
N-(2-meTunTrno-4-metokcumMeTundeHun)-N-st
nn-4,6-4MMeTUN-2-NMpUMNIMHaMIH,
N-(2-gMmeTnaMmuHO-4-MeToKCUMETUNEHN
)-N-a1un-4,8-AMMETUN-2-NMTUPUMUANHAMWH,
N-(2-MeTunTno-4-meTokcumMeTundeHun)-N-at1
un-4,6-4uMeTUN-2-NMpUMUanHaMnH;
N-(2-meTuntno-4-(1-metunstundeHnn)-N-st
nn-4,6-gumeTn-2-NMpUMNnanHamMiH;
N-(2-gpumeTnnaMmHo-4-(1-MeTunstun)peHnn)
-N-3TUn-4,6-0MMeTUN-2-NUPUMHUANHAMKH;
N-(2,4-oumetuntocbeHnn)-N-aTun-4,6-gume
TUA-2-NUPUMUAMHAMUH;
N-(2-MeTUnTWo-4-MeTUNTUCMETUNdEHMUT)-N-
aTUN-4,6-auMeTN-2-NUPUMUONHAMAH,
N-(2,6-0uBpomo-4-{1-MeTunsTun)peHnn)-N-3
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TWUN-4,6-4MMeTUN-2-NUPUMUJUHaMUH
N-(2,6-anbpomo-4-(1-metunatun)deHnn)-N-3
TUN-4-MeTUn-6-TMOMOPONUHO-2-
NMAPUMUOUMHAMUH;
N-(2,4-guiAogodeHnn)-N-aTun-4,6-guMeTun-
2-NUpUMNaNHaMUH;
N-(2,4-gniiogodeHnn)-N-aTn-4-mopdonimHo
-B-MeTMN-2-NMPUMNONHAMKH;
N-(2-6pomMo-4-(1-meTnnatun)deHnn)-N-atun-
4-mMeTUN-2-NMPUMUANHAMWH;
N-(2-6pomMo-4-(1-MeTUNaTUN)peHnn)-N-3Tun-
4-meTun-6-(N-metnn-2-
rMAPOKCUST NTaMUHO)-2-NMPUMUANHAMUH,
N-(2,6-anmeTokcn-4-meTundeHun)-N-atun-4,
B-AUMETN-2-MUPUMUANHAMKUH;
4.6-aumeTtin-2-(N-(2-6pomo-4-(1-metTunstun)
cheHUn)-N-aTnaMmmHO)NMPUMUONH;
N-(2-6poMOo-4-(1-MeTUNaTUN)PeHnn)-N-3Tun-
2,4-0MMETOKCU-6-NUPUMUONHAMKH;,
2,6-opumetnn-4-(N-(2-6pomo-4-(1-meTunstun)
deHnN)aMUHO)NMMPULWH;
N-(2-Bpomo-4-(1-MeTUnatun)heHun)-N-aTun-
B-meTun-4-(4-mopdonuHunkapboHun)
-2-NUPUMUONHAMUH;
N-(2-6pomo-4-(1-meTunaTun)peHnn)-N-atun-
B-MeTUn-4-(MopONMHUNMETIN)-2-
NMAPUMMUOUHAMUWH;
N-(2-6pomo-4-(1-MeTunaTun)dpeHnn)-N-atun-
B-meTun-4-(1-nunepnanHunKapboHun)-
2-NUpUMNaNHaMAH,
MeTtun-2-((2-6pomo-4-(1-meTunstun)peHun)a
TWNaMMHO)-6-MeTun-4- NUpMMUANHKapbokcunar,
2-((2-6pomo-4-(1-MeTUunasTUn)peHUn)sTrnam
WMHO)-N-LMKNorekcun-6-metnn-4-
nupUMUOUHKapBokcuamMuma,
N-(2-6pomMo-4-(1-MeTunaTun)dpeHun)-N-atun-
B-meTun-4-(4-metnn-1-
nunepasvHWNKapooHWI)-2-NMpUMUgMHamMuH;,
N-[2-6pomo-4-(1-MeTunsTun)heHun)
-N-aTun-4,6-gumMeTtun-1,3,5-TpnasunH-2-amuH;
N-[2-6pomMo-4-(1-MeTUNaTUM)heHUN]
-N-37un-4-meTun-6-(4-mopdonmHmun)-1,3,5-
TPUA3UH-2-aMIH;
N-aTun-N-[2-Aogo-4-(1-meTunatnneHun)
-4-meTun-6-(4-ToMopconuHun)-1,3,5-
TPUA3MH-2-aMIH;
N-aTUn-N-[2-Aogo-4-(1-meTrunatun)eHnn]
-4-meTun-6-(4-mopdonmnHun)-1,3,5-
TPUA3UH-2-aMUH;
N-aTun-N-[2-Aono-4-(1-metunatun)peHnn|
-4-meTun-6-(1-nunepuanHun)-1,3,5-
TPUA3UH-2-aMUH;
1-(2-6pomo-4-usonponundeHnn)-4,8-aumeTi
n-7-a3anHoon,
1-(2-6pomo-4-nzonponundgernn)-3-LuuaHo-4,
B6-aMMeTN-7-a3anHaon;
1-(2-6pomMo-4-n3onponungeHnn)-3-umaHo-4-
deHnn-6-meTun-7-azauHaon;
1-(2-6pomo-4-mn3onponundeHnn)-4-eHnn-6-
MeTWnN-7-a3anHaen;
1-(2-6pomo-4,6-aumeToKCcUeHnn)-3-umaHo-4
,6-OMMeTUN-7-asanHion;
1-(2-6pomo-4,6-aumeTokcudeHnn)-4 ,6-gumeT
nn-7-a3anHaon;
N-[2-6pomo-4-(1-MeTunaTun)beHun]-N-aTrn-
4-N N-gustmnammHo-6-metun-1,3 5-
TPUA3NH-2-aMUH;
N-[2-Bpomo-4-(1-MEeTUNSTHUN)DEHUN]
-N-atun-4,6-guxnopo-1,3,5-TpnasnH-2-aMmuH;
N-[2-6pomMo-4-(1-MEeTUNSTHUN)DeHUN]
-N-5TWUN-4,6-0UMETOKCK-1,3, B-TpUasH-2-aMWH;
N-[2-6pomo-4-(1-MeTUNsTUN)heHuN]
-N-3TUN-4-UMUOA30NUHO-6-MeTUN-1,3,5-
TPUA3UH-2-aMUH;
N-[2-6pomo-4,6-aMMeTOKCUdDEHUT)-N-5TUN-4-
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MopdonuHo-6-meTun-1,3, 5-TpuasnH- 2-amuH,

N-(2-6pomo-4,6-AMMeTOKCUDEHUN)-N-3TUN-4-
N, N-aumetTunammHo-6-wetun-1,3,5-
TPUA3UH-2-aMUH;

N-(2,4,6,
-TpumeTokendeHunn)-N-atun-4-mopdonnHo-6-me
TN-1,3,5-TpHasunH- 2-amuH;

N-[2-6pomMo-4-(1-MeTunaTUN)deHUn]
-N-atun-4-N, N-ammetnnaMmmHo-8-meTun-
1,3,5-TpnasunH-2-amuH;

N-[2-Bpomo-4-(1-MeTUnaTUn)peHnn)
-N-aTun-4-TnasonnanHo-6-meTrn-
1,3,5-TpnasunH-2-amuH,

N-[2-Epomo-4-(1-MeTunaTun)deHnn)
-N-5TUN-4-6eHannokcu-6-metn-1,3,5-
TPUA3MH-2-aMuH;

N-[2-6pomo-4-(1-meTunatun)cpeHnn]
-N-3TUn-4-peHnnoKeKn-6-metmun-1,3,5-
TPUA3UH-2-aMUH;

N-(2-6pomo-4,6-aumeTokcndeHUN)-N-3Tun-4-
[4-(aTunnunepusnHoaT)] -6-meTun-
1,3,5-TpUasurH-2-aMmuH;

N-(2-6pomo-4 ,6-aumeTokcndeHmnn)-N-stun-4-
[4-(nunepuanHoBas kucnora)] -
B6-meTun-1,3,5-TprasnH-2-aMuH:

N-[2-6pomo-4-(1-meTunatun)peHnn)
-N-9TWM-4-[3-(ManoH-2-Un-auaTUNeBLIA
ahup)]-6-meTun-1,3,5-TpuasunH-2-aMmuH;

N-(2-6pomo-4,6-anmeTokcneHN)-N-3Tun-4-
{1-unaHo-1-beHUNMeTIUM)-6-
MeTun-1,3,5-TpuasuH-2-aMuH;

N-(2-6pomo-4,6-aumeTokcncpeHun)-N-1-metu
natun-4-mopconuHo-6-metun-1,3,5-
TPUA3UH-2-aMUH;

N-(2-Aogo-4-AnMeTUNIMOPCKCUMETUNEHNN)
-N-aTun-4,6-guxnopo-1,3,5- TpUasuH-2-aMuH;

N-[2-6pomo-4-(1-meTunstun)peHnn)
-N-3TUN-4-MeTUN-6-(TKOMETIN)-2-
MMPUMUOMHAMUH;

N-[2-Cpomo-4-(1-MeTUnsTUN)peHnn)
-N-3TUM-4-MeTUN-6-(MeTUNCYNBPUHIN)
-2-NUPUMUANHAMUH;

N-[2-Cpomo-4-(1-MeTUnaTUn)peHnn)
-N-9TWM-4-MeTUN-6-(MeTUNCY MbPOHNIT)-2-
MMPUMUOUHAMUH;

N-(2-6pomo-4-(1-meTUnsTUn)heHun]
-N-a1un-4-meTtnn-6-deHaunokcn-1,3,5-
TPUa3MH-2-aMuH;

N-(2-Aogo-4-AuMeTUNrngpokcumMeTin)-N-sTi
n-4.6, -guxnopo-1,3,5-TpyasnH- 2-amuH;,

N-[2-Aogo-4-(1-MeTUnaTun)heHun)
-N-annun-4-mopgonuHo-6-meTun-2-
MMPUMUOUMHAMUH;

N-[2-Aopo-4-(1-meTunastundpeHun]-N-atun-4-
XNOpo-6-MeTUN-2-NUPUMUANHAMUH;

N-[2-meTunTro-4-(1-MeTunaTnn)heHnn]
-N-9TWn-4-(S)-(N-metun-2'-
NUPPONUAUHOMETOKCHK)-6-MeTUN-2-NNPUMUANHE
MUH,

N-[2,6-anbpomo-4-(1-MeTunatun)peHnn|
-4-TUOMOPPONWUHO-B-MEeTUN-2-  NUPUMUZUHAMUH

N-[2-MeTUNTHO-4-(1-MeTunaTun)PeHnn]-N-s1
un-4,6-4uMeTUN-2-NMpUMUanHaMiH;

N-[2-meTunTro-4-(1-Metunatun)deHnn]-N-s1
nn-4,6-gumeTn-2-NMpUMrnanHamMiH;

N-[2-meTuncynsuHU-4-{1-meTunstmn)deH
mn] -N-stnn-4,6-gumeTun-2- NUpUMUgNHaMUIH;,

N-[2-Aopo-4-(1-MeTHUnaTun)cheHun|
-N-3TUn-4-TMazonnamMHo-6-MeTUn-2-npuMnuanHa
MUH;,

N-(2-Aogo-4-meTokcumeTundeHnn)-N-atn-4
,6-AMMeTUN-2-NNPUMUOUHAMUH;

N-(4,6-gnmMeTnn-2-nupumugmuHamunHo)-2,3,4,5
-TeTparnapo-4-(1-MetTunaTun)-
1,b-OeH3oTHasenuH;
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N-[2-MeTuncynbqoHUn-4-(1-metunatunideH
mn] -N-3tun-4,6-gumMeTn-2- NUpUMUgUHaMUH;,

N-[2-aTunTro-4-(1-MeTunatun)dpeHnn]-N-stu
n-4,6-AMMETUN-2-NUPUMUANHAMWH;,

N-(2-3TUNTUO-4-METOKCUMMUHOSTIANEHWUN)-
N-aTUN-4,6-aMMeTUN-2-NMpUMUOMHAMAH,

N-(2-MeTUNTHo-4-MeTOKCUMMUHOITUNDEHNUN)
-N-aTun-4,6-guMeTnn-2- NUPUMUONHAMKH;

N-(2-meTuncynsoHWUM-4-MeTOKCUMMMHOSTIAN
theHun)-N-stun-4,6-gumetn-2-
MAPUMUOUHAMUWH;

N-(4-6pomo-2-meTuntuodeHnn)-N-atun-4 6-
AUMETUN-2-MMPUMUONHAMMWH;

N-(4-3TWn-2-MeTUNTUOeHUN)-N-(1-MeTunaT
un)-4,6-gUMeTUN-2-NUPUMUOUHAMUH;

N-(4-3TUn-2-MeTUNTUOgEeHUN)-N-3TuN-4,6-0K
METUN-2-NUPUMUANHAMUH;

N-[2-MeTunTue-4-(N-aueTun-N-MeTUnamMuHo)
peHun)] -N-aTun-4,6-gumMeTun-2-
NMAPUMUOUHAMUH;

N-(4-kapboaTokcK-2-meTUNTUHOEHNN)-N-3T1K
n-4,6-AMMeTUN-2-NMpUMUanHaMnH;

N-(4-meToKken-2-metnntnoderun)-N-atun-4,6
-AUMETUN-2-NUPUMUANHEMUH;

N-(4-unaHo-2-meTuntuoceHun)-N-atun-4,6-4
UMETUN-2-NMPUMUONHAMMH;

N-(4-aueTtun-2-MeTunTuoteHnn)-N-aTun-4,6-
LAMETUN-2-MUPUMUONHAMUH .

N-(4-nponrMoHun-2-meTuntmodeHnn)-N-stun-
4, 6-ANMETUN-2-NUPUMUANHAMUH;

N-[4-(1-meToKcMsTUN)-2-MeTUNTUoeHnn)
-N-9TWn-4,6-gMMeTN-2-NMMPUMAOUHAMMWH,

N-[4-(N-MeTunamuHo)-2-meTuntmodeHnn]-N-
3TUn-4,6-4UMeTUN-2-NMPUMAIUHAMKH;

N-[4-(N,
N-AUMeTUNamMUHO)-2-MeTUNTUOEHNUN]
-N-37un-4,6-0MMeTN-2-NMPUMUSUHAMIAH;

N-[2-6pomo-4-(1-MeTunaTun)heHun]-N-aTun-
4-chopmMnn-6-MeTUN-2-NMpUAUHAMWH;

N-[2-6pomMo-4-(1-MEeTUNSTHUN)DeHUN]
-N-3TUN-4-rnapOKCU-3TOKCUMETUN-6-MeTKkn-2-
NMAPUMUOUMHAMUH;

N-(2-6poMo-B-rngpokcn-4-metTokcudeHun)-N-
aTUN-4,6-4MMeTnN-2-NUPUMUONHAMAH;,

N-(3-6pomMo-4,6-gumeTokcudeHnn)-N-aTiun-4,
B-AUMETUN-2-MUPUMUANHAMUH,

N-(2,3-anbpomo-4 ,6-gumeTtokcndeHnn)-N-aT
nn-4,6-gumeTn-2-NpUMrnanHamMiH;

N-(2,6-anbpomo-4-(aToKken)dpeHnn)-N-atin-4,
8-AMMETUN-2-NMUPUMUINHAMUH,

1-(2-6pomo-4-nzonponundennn)-3-uuaHo-4,
B-AMMeTN-7-a3anHaon:;

1-(2-6pomo-4-usonponundeHnn)-4,8-aumeTi
n-7-azanHoon:
1-(2-6pomo-4-nzonponundgeHun)-3-uuaHo-6-
MeTun-4-heHnn-7-asanHaorn,
1-(2-O6poMO-4-HM3onponundeHnn)-6-meTun-4-
heHUn-7-asanHoon.
1-(2-6bpomo-4,8-grmMeTokcndeHnn)-3-umnaHo-4
,6-0MMeTUN-7-a3anHaon;
1-(2-6pomo-4,6-aumetokecudieHnn)-4 ,6-gumeT
nn-7-asanHaon;
1-(2-6pomo-4-uaonponundeHunn)-6-xnopo-3-
LaHo-4-meTun-7-azanHaon,
1-(2-6pomo-4-u3onponundeHnn)-6-xnopo-4-
MeTUn-7-azamHaon,
1-(2-6pomo-4-mn3onponundeHnn)-4-xnopo-3-
LnaHo-6-meTnn-7-azamHaon;
1-(2-6pomo-4-mnaonponundeHnn)-4-xnopo-6-
MeTUn-7-azanHaon,

N-(2-6pomMo-6-MeToKCUNUPUONH-3-1n)-N-3TKn
-4.6-AMMeTUN-2-NMPUMUANHAMMKH;

N-(3-6poMO-5-MeTUNNUPUANH-2-1N)-N-3TIN-4
,6-aUMETUN-2-NMNPUMUAUHAMMH,

N-(6-MeTOKCUNIUPUANH-3-UN)-N-3TUN-4,6-0UM
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eTUN-2-NUPUMULNHEMUH;

N-{2-6pomMOo-6-MeTOKCUMUPUANH-3-1UM)-N-9TIN
-4-meTun-8-(4-mopconmHun)-1,3,5-
TPUA3UH-2-aMUH;

N-[2-Cpomo-4-(1-meTunsTundpeHnn]-N-atiun-
4-[N-{2-chypunmeTun-N-MeTnnammHo]
kapOOoHWUM-B-MeTUNNMMPUMUOMHAMMWH;

N-[2-6pomMo-4-(1-MeTunaTUN)deHUn]
-N-3TUn-4-[{4 4-3TUNEeHONOKCUNUNEPNANHO)
kapOoHWn]-6-MeTUNNMPUMULNHAMUH;

N-[2-6pomMo-4-(1-MeTUnaTUN)EeHUn]
-N-31Un-4-(4-okconune pranHo kapboHun-6-
MeTUNNVPYUMUGUHAMWH;

N-[2-6pomMo-4-(1-MeTUN3TUN)DEHNI]
-N-3TUn-4-(4-oKkconMnepUuauHOIMeTUn-6-
METUNNMPUMUUHAMWH  TMAPOXNOPKUA;

N-[2-6pomo-4-(1-meTunatun)cpeHnn]
-N-3TUn-4-(MMmngason-1-unymeTnn-6-
MeTUNUPUMUANHAMUH,

N-[2-6pomo-4-(1-meTunatun)peHnn]-N-aTun-
4-[3-(MmeToKCcHMdbeHun)meTokcumeTnn] -6-
MeTUNNVPUMUAUHAMAWH;,

N-[2-6pomo-4-(1-meTunatun)deHnn]
-N-3TUn-4-(2-Tazcnun)kapboHun-6-
METUNNNPUMUOUHAMWH;,

N-[2-6pomo-4-(1-meTunatun)peHnn)
-N-9TWnM-4-(2-MMUga30NuNkapOoHUN-6-
MEeTUNNVPUMUOUHAMWH;,

N-[2-6pomo-4-(1-meTunatunipeHnn)
-N-3Tun-4-(5-nHacnunkapboHun)-6-
METUNNVPUMUOUHAMWH;,

N-[2-Bpomo-4-(1-MeTUnaTun)peHnn)
-N-3TUn-4-(4-cpropodheHnn)kapboHnn-6-
METUNUPUMUANHAMMKH,

N-[2-6pomMo-4-(1-MeTunaTUNdeHUn]
-N-3TUn-4-kapbokcn-6- MeTUnNUpPUMUOUHAMAH:

N-[2-6pomo-4-(1-meTunstunipeHnn]-N-atmn-
4-aueTnn-6-MeTUNMUPUMUONHAMWH;,

N-[2-6pomo-4-(1-meTunatun)deHnn)
-N-3TUN-4-(TMAPOKCKU-3-NMPUOUNMETIAM)-6-
MeTUNNVPUMUOUHAMMWH;

N-[2-6pomo-4-(1-meTunatunipeHnn)
-N-3TUn-4-[4-(MeTOoKCUDEHN)-3-
NMPUONITMAPOKCUMETUN]-B-METUNNMPUMUANHAM
WH;

N-[2-Bpomo-4-(1-MeTUnsTUN)PeHnn)
-N-3Tun-4-(3-nMpasonun)-6-
METUNMPUMWANHAMWH  TMAPOXIOPUL;

N-[2-Cpomo-4-(1-MeTUnaTUn)peHun)
-N-311Un-4-(1-amMnHO3TIN)-B-
MeTUNNVPYUMUGUHAMWH;

N-[2-[Opomo-4-(1-meTunatun)deHun]-N-aTun-
4-[2-(4-TeTpazonun)-1-
MeTUNSTUN]-6-MeTUNNMPUMUANHAMMH;

2-(N-[2-6pomo-4-(2-nponun)deHun]ammuHo-4 -
KapbOMETOKCKU-6-METUNNUPUMNONH;

2-(N-[2-Bpomo-4-(2-nponun)deHun]-N-sTuna
MWUHO)-4-kapbomMeToKCcn-6- MeTUNNUPUMAUOWH,
2-(N-[2-6pomo-4-(2-nponun)dennn]-N-sTuna
MWHO)-B-METUNNVPUMUONH-4 -
MopdponuHokapBoHun,
9[2-6pomo-4-(2-nponun)deHnn]-2-MeTn-6-m
OPDONUHONYPKH,
9[2-6pomo-4-(2-nponun)teHnn]-2-MeTn-6-m
opdoNnHO-8-asanypuH,
1[2-6pomo-4-(2-nponnn)
deHun]-6-meTnn-4-mopdonunHo-5, 7-guasamHgon

2-N-[2-6pomo-4-(2-nponumceHnn)-N-atunam
WHO-4-(MopdonMHOMETH)-6-  MeTUNNUPUMUONH.

MNpeameToMm HacToAWeEro W3obpeTeHus
ABNAKOTCH  Takke dapmaleBTUYecKke
KOMNO3KWUWK, codepiallne dapMaleBTUYEcKn
npUeMneMeld  HocuTeNs W TepaneBTUYECKH
athbpekTuBHOE KOMUYECTBO ofHoro 3
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BbIlLUeONUCaHHBLIX COG,EI,MHEHMI?I.

CoeAUHEHWS, KOTOPLIE NO3BOMAST NONYyUUTL
HacTosillee waobpeTeHue (U 0coBeHHO, MeYeHble
coeMHeHWsl HacTosLero n3obpeTeHus) Take
MOMYT HaWTW NpPUMEeHeHWe Kak cTaHdapTel W
peareHTbl Ana onpedeneHvs  cnocobHOCTU
noTeHunanbHbIX dapmMaleBTNecKnX
npenapaToB ceAabiBaTbCA ¢ AKTI-peuentopami.
3T coeanHeHWsa MOryT ObiTb UCMOMbL3OBaHLI B
KOMMEPYECKAX HaGopax, BKIIOYAOLLMX
COeOUHEeHWs, 3asIBNEeHHbIE B HACTOsLEeM
n3obpeTeHun.

B cooTBeTCTBUM C AaHHLIM KM30BpeTeHWeM
oBHapyKeHO, YTO MpednoKeHHble CoedMHEHUA
MOryT OblTb WCNONB30OBAHLI KAK aHTarCHUGTEHI
PUMHU3UHr-paKTOpa  KOPTUKOTPONWMHa W Ans
NeYeHWa pasnuyHbLIX PaccTPOWCTB, COCTOAHUA
BO36y)K,£I,EHI/IF|, TpeBOrM Wk genpeccui.

[aHHoe W3oBpeTeHWe OTHOCUTCA TakKe K
MeTofdaMm NeqYeHUs COCTOAHUSA TPeBOorM Wiv
Jenpeccin BBESHWEM B OpraHuam
ShEKTUBHOMO  KONWYecTBa  COeAWHEHWUS
chopmynbl (I}, npuBeaeHHoA Bhiwe.  [log
TEpPaneBTUYECKA 3PMDEKTUBHEIM  KONWUSCTBOM
NOHUMAIOT KONMUYECTBO COEAMHEHUS HACTOAWErO
mn3obperteHns, achcpekTMBHOE ans
NPOTUBCASACTBUA aHOpMabHOMY YpoBHID AKTI
WM AN NeYeHWs CMMNTOMOB BO3OyaeHWs,
TPEBOrM UMM AEenpeccui, NpUCYLLX OpraHuamy.

Bce coeauHeHWA, onWcaHHble 3dech, MOryT
MMeTb UeHTpbl acuMMeTpuy. Hacroswee
naobpeteHne  BKMOY3AET BCE  XMpalbHble,
AvacTepeomMepHble W pauemMideckre QopMbl.
CoefuHeHWsAM, ONMCaHHEIM 3A0eCk, MOXeT BbiTb
CBOWCTBEHHA reoMeTpuyeckan K3oMepus
onedUHOBOK [OBOWHOA cBA3M, C=N [OBCIAHONA
CBSI3W W Op., W BCe Takne cTabuibHble N30MEph!
ABNAIOTCH  MPeMeToM  HacTosAWero
naobpeteHnsa. Crneayer OTMeTWTb, 4TO
HekoTopLIe coeuHeHWs coAepxar
acUMMEeTPUYECKN 3aMeLLEeHHbIR aToM yrnepoaa U
MoryT ObiTb BblgeneHbl B ONTUYECKM akTUBHOM
unK  pauemuudeckod opme.  Cneywanueram
XOPOLWO W3BECTHO, KaK MONyYUTb OMNTUYECKU
aKTUBHEIE ChOPMEl KaK pasfeneHreM palemarta,
TaKk W NyTeM CUHTE3a, WCNOMbays ONTUYeCKW
aKTUBHbIE  UCXOOHbIE  coeduHeHWn.  Takke
OYEeBWAHO, YUTO  UMG- W TpaHCU3OMepkl
coeAUHEeHUA HacToAwero UsoBpeTeHns onucaHsbl
n MoryT ObiTb BbiAeneHsl B BUAE CMecH
W3OMEpOB WNW B BWAEe OTAENbHOrO WaoMspa.
MaobpeTeHre BKMTOYAeT BCE  XWpanbHble,
JvacTepeomMepHble U paleMudeckune dopmel, a
TaKKe reoMeTpuyeckue WaoMepbl, ecru TOMBKO
cneuucmyeckas CTepeoxXvMUYeckas  WUnu
n3omMepHasa opMa He yKasaHbl ocobo.

B cnyyae, korga nepeMeHHas BenuyMHa
(vanprmep, R'-R1 m, n, A, w, Z T o)
yka3aHa Gonee ofHoro pasa npu ofosHadeHun
samecTuTend unu 8 cdopmyne (1), unn B noboi
Apyroh npUBeAeHHOR 3nech cdopmyne,
onpeaeneHve nepeMeHHol BeNMynHbl B Kax oM
cnydae He 3aBUCKT OT ee onpejelleHnsd B nodom
apyrom cnyyae. Tak Hanpumep, Ans
-NR 8R? Kaxobld 13 3aMecTUTenerd MoxeT BblTb
He3aBWCMMO  BbIOpaH M3 OnNpedeneHHoro
nepeYHa BO3MOXKHLIX 3aMeCcTUTener R%u RY
KomBuHaummn aamectuteneid ninnm nepemeHHbIX
JONYCTUMEI, TOMBKO ecnk Takne komBuHauum
AakT cTabunbHble coeUMHEeHNA.

TepmuH "ankun" o6oaHadaeT 34ecb KAk
pa3peTBNeHHbIe, Tak W C NWHEWHOR Uenbko
anudpatndeckme  YrMeBoAopofHbIe  TPYNMb,
nMmelolWe  onpedeneHHoe  YWCIO  aTOMOB
yrnepoda.  YkazaHue  "ankuHun" - o3HadvaeT
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YIMEeBOAOPOAHbIE TPYNMbI, Pa3BETBMNEHHbIE WX
NWHERHOR KOHpMUIypauuM, B KOTOPBIX MOXET
NPMUCYTCTBOBATL oaHa unn Bonee
YIMeBoAOpOaAHAsA CBA3b, KOTOpad MOXeT
HaxoOuTecs B NBoM cTabunbHOM NOMOKEeHWUH
BACMb LUEnu, Takume Kak 3TUHWM, NPOneHUn wu
T.0. YkazaHne "ankuHmMn" o3HavaeTr
YrneBodopoaHble rpynnel, pas3reTBAeHHLIE WK
NMHERHOWR KOHUIypaumMu, B KOTOPLIX MOMET
npMcyTcTBOBaTE OAHA WNM Bonee TpoiHasda
yrnepogHasn CBA3b, KOTOPaa MOXKeT HaxoOuTbLea
B nbom cTabunsHOM NONoOXeHWW BAOMb LENK,
TakMe Kak STeHWn, NPONWHWN W T.4. YKasaHue
"ranoankun” o3HadaeT Kak pa3BeTBNEeHHbIEe, Tak
W NWHERHble HackIWeHHble anudaTndeckne
YyrMeBcAopoOHble rpynnsl, codepxaline
onpedeneHHoe KONMU4ecTBO YrrepoaHbIX
aToMCOB, 3aMmelleHHbIX  ogHMM  unu  Gonee
ranoreHoM; "ankoKcKk" CooTBETCTBYET ankWneHCR
rpynne C onpeaeneHHbIM — YACNOM  aTOMOB
yrnepoga, NpEUCoeaUHEHHBIX yepes
KMCNOpPOAHBIA MOCTUK, "UMKNoankun" oaHadaeT
HacblleHHble KonbleBble rpynnipoBKK, BKNKKYaaA
MOHO-, 6K- WMNK NONUUKWKNWYECKAE KonbLUeBkble
CMCTEMbI, TaKME KaK LUMKNONPONun, LWuknobyTun,
LUMKNONEHTKN, uuknorekcun M 1.4. "lang" wunu
"ranoren” npu ynotpebneHny 3aeck OTHOCKUTCH K
thTOpO, XMopo, 6pomMo K HoAo.

YkaszaHne ‘apun' wnn  "apomatnyecknia
ocTaToK" o3HadaeT deHnn, SudeHnn N HadTun.

TepmuH "retepoapun” O3Havaer
HesaMelleHHble, MOHO3aMeLLeHHbIe WK
AnzameleHHble 5-, 6-, unn 10-YneHHbIE MOHO-
nnK  BULKMKNUYECKWE apoMaTUYecKMe Konbua,
KOTopble MOTYT, BO3MOXHO, codepKaTe oT 1 4o 3
retepoartoMoB, BbIOpaHHbLIX M3 rpynnel,
coctoswerd n3 O, N n S 1, Kak npegnonaraercy,
AKTUBHbIX.

leTepoapunel B COOTBETCTBUM G 9TUM
onpegeneHuem BKMKOYAOT, HO He
OrpaHU4YMBaKOTCA STUM, credywulee: 2-, 3- Unn
4-nnupusnn,  2-  unm 3-chypun; 2- 1nn
3-6eHsodypun; 2- un 3-6eHasodypaHun, 2- unu
3-TUoheHnn, 2- unu 3- 6eHao[b] TWodeHun; 2-
ANk 3- MNKU  4-XuHonmuuun, 1- unKu 3- unK
4-NICXUHONWHKN, 2- UK 3-nupponun; 1 unn 2-
W 3-uHgonun, unW 4- 1M 5-okcalonun,
2-6eHaoKkcaaonun; 2- UNu 4- UnNu 5-MMUaas3onnn;
1- WNKW  2-0eH3UMWOA30NUN, 2- WKW 4- UnK
5-nacTrasonun; 3- unu 4-nMpuaoaanHMn; 2- unu

4- nnu 5-MUpUMUANHARN; 2-NUpasuHUn;,
2-TPUa3anHWn; 3- nnu A-LIWHHONMUHWIT,
1-cbTanas3nHun; 2- Unu  4-XUHO3ONMHWN UMK
2-0KCa30NMHOBLIA LK. OcobeHHo

npednoYTUTENLHEl 2-, 3- UNW 4-NUpUann; 2- Unn
3-cbypun; 2- wnum 3-TModbeHWn; 2-, 3-  unn
A-XUHONWHWA, UK 1-, 3- UMK 4-U3OXUHOTNTMHKI.

YkasaHve "kapBoyunkn" nnu
"kapBounknnueckniA octaTok" o3HadaeT nwbyto
CTabUnbHYK  3-7-4YNeHHY  MOHOUMKITMHECKY D
unu Buunknuyeckyto, unum ot 7 go 10-uneHHylo
BULUKNUYECKYIO UMW TPULMKIMYECKYIO, UMK
BAMOTE A0  26-4neHHOW  NONWUWKNUYECKor
YIMepoAHOA  KOMbUEBOW  CUCTEMbl,  MpUdem
Kaaas W3 HUX MOXeT OblTb HacbILEHHOH,
HYacTUYHO HEeHACLILLEHHOR WNn apoMaTu4eckon.
Mpumepsbl TakKMX KApOOLWKIOB BKNHOHYAKOT (HO He
orpaHuyMBaleTCA) Takue KapbouWknbl, KaK
LUKNONPONWa, uuknorekeun, deHnn, tudeHun,
HaTUA, WHO3aHKUN, afjamaHTin unu
TeTparngpoHadpTUn (TeTpanuH).

TepmuH "reTepolikn” oaHavaeT cTabunsHyo
5-7-4neHHyo MOHOLMKMTUYECKY IO nunu
OUUUKNUYECKYID ipl? 7-10-4YneHHyo
BULMKNUYECKYIO reTEePOLMKITAYECKYIO KONbLEBYHo
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CUCTEMY, KOTOpPAas HachIWeHa Wi HeHackILWeHa
W KOTOpas cogepXuT yrnepodHele atoMbl M OT 1
00 4 reTepoaToOMOB, HE3aBUCUMMO BLIOPaHHLIX 13
rpynnsl, Bknovawweid N, O, S, rae retepoaromsl
- asT KW cepa, BO3MOXHO, MOryT 6biTb
OKWUCMEHbl, W a30T, BO3MOKHO, MOXKeT ©OblTb
HeTBEPTUHYHLIM, BKMHOYAA nodyto
OMUMKNYECKYD rpynny, Takyw, 4to nobdas
BbllLUeyKa3aHHad reTepoUuknmnyeckan Konblesas
cucTeMa npucoeamHeHa K 6eH30onsHOMY KonbLy.
[eTepounKknuyeckoe  Konbluo  MOxeT  ObiTb
NPUCOEAMHEHO depe3 CBOW 3aMecTuTeNnb K
NoboMy reTepoaToMy UNK YyrnepogHoMy atoMy ¢
obpa3oBaHUeM cTabnnsHOR CTRYKTYPbI.
leTepoyuknuyecKkme KOnbLUeBble  CUCTEMBI,
ONUCAaHHbIE 30ecCk, MOMYT BhITh 3amelleHbl MNpK
arome yrnepoda unu a3oTa, eCcnu
obpaaylolweeca  coeMHeHWe  cTabuUnkHO.
[Mprumepbl TakMx cosdMHEHWA BKIOYAKT (HO He
orpaHM4MBakTCHa 3TUM) chnedylowee. nNUpuann,
MAPUMUOMHAN, ypaHWn, TUEeHWn, nupponun,
nupasonnn, UMUOQ30NNN, TeTpa3onun,
OeH3odhypaHun,  GeH3oTModeHnn,  MHACNUD,
WHOOMMHAN,  XUHOMMHKN, W3OXUHOMUHWIT MUK
OeH3UMUAasonNun, NUNepUaUHKN,
4-nnnepuaoHun, NUPROONHW, 2-
NMUPRONUAN-4-NNNEPUAOHAN,  NUPPOIVAWHUA,
NMAPPOMUHUN, TeTparnapodypaHin,
TeTparnapoXMHONMHUN,
TeTParngponu30XNHONUHWIT,
JekarnapoxXuHONUMHUA Un
OKTarnipon3oXUHONWUHWAMN, A30UMHUN, TPUAsWHWM,
6H-1,2 5-TuaguasuHun, 2H,
B8H-1,5,2-aMTMasnHUn, TUOMEHWUN, TWAHTPEHWUN,

dhypaHun, nMUpaHKn, M306eH30hypaHun,
XPOMEHWN, KcaHTeHwn, 2H-nupponun, nvppon,
MMKMAA30MNAN, nMpasonun, M30TWazonun,
M30Kca30omn, MMPUANHWN, NUpRasanHKn,
MPUMWAMHUN,  MUPWAA3MHUN,  UHAOMU3UHMAI,
M3ouHaon, 3H-MHaonun, WHAONWA,
1H-MHOa3onun,  nNypuHAn,  4H-XUHONWU3WHKN,
WU3OXUHONMUHKIN, XWUHOMUHKN, dTanoanHnn,

HAPTUPUANHWUM, XUHOKCANWHWM, LMHHOMMHAN,
nrepuonHAn, 4aH-kapbasonun, Kapabaaonwun,
OeTa-kapbonuHvun, eHaHTPUGUHWI, aKpPUAWHWA,
MMPUMUAMHUA,  DPEHAHTPOMUHUH, heHa3uHUM,
theHOTMa3nHKN, dypasaHun, eHoKCasnHU,
W30XPOMaHKM, XPOMaHWI, MUPPONUANHARN,
NMUPPONUHUN, UMUAAIONUOUHWUN, UMWAA3OMUHAM,
NMPasonUAWHAN, NUPA3CNUHAN, NUNEPUAMHAN,

NUNepasuHAN,  WHAONMHWIN,  W3OWMHLONMHAI,
XMHYKMAMHAT, MOPCONUHIN (s
OKCA30MUOAHAT.

B uuCcno reTepoUWKNOB BXCASAT TaKKe
3aMelleHHble Konblua W CMPOCOSdWHEHWS,
cofepxallne, Hanpumep, ykalaHHble Bhille
LK.

TepMUH "3amelleHHbIe" NPW MCNoNb3CBaHUK
3[eCb O3HA4YaeT, UTo OAMH MM Bonee aToMoOB
BOOOPOAA YKasaHHLIX (hparMeHTOB 3aMelleH C
BO3MOXHOCTBIO  Bhibopa M3  onpefeneHHon
rpynnel NpWM YCNOBWMK, 4TO He MNpeBbILAETCA
0bbMHAA BANEHTHOCTE atoMa 1 4TO 3aMelleHue
npuvBoAMT K  obpa3oBaHWo  CTAOWMNEBHOrO
coedunHeHWa. Ecnu aamecTUTenemM ABMAETCA
keto (a umeHHo, = O), Torga 3amellarTca ABa
aToMa BoAopoAd, NPUCCeAMHEHHbIE K aToMy
yKkasaHHoro dparmMeHTa.

Mog ‘"cTabunbHbIM - coOMHEHUEeM"  WUNK
"cTabuneHOR CTPYKTYPCIA" NoOHUMAIOT
coedvHeHWe, KOTOpOe O0CTaTOYMHO YCTOWYMBO,
4yToObl ObiThb BbIAENEHHBIM C  HEeoOXoOWMMOK
CTeNeHbI YWCTOTHl U3 PeakyWOHHOA CMEecKH K
OblTb  MCNONB3CBAHHBIM B 9OEKTURHOM
TepaneBTUYeCKOM areHTe.

27153494 C2

RU



revesie NAH

[ARS)

TepmuH "nogxofdulad 3alluMtHas rpynna
aMUHOMYHKLMK" O3HauaeT ageck nwobylo rpynny,
W3BECTHYKD B OPraHWYeCKOM CUHTE3e Angd
3alUMTEl aMUHO- WNKM KAPOOKCUNBHOK Tpynnbl.
3awnTHasg rpynna  aMUHOMYHKUMKM - BKNOYaeT
TRYMNbI, NepeducneHHele B kHure Green and
Wuts, " Protective Groups in Organic
Synthesis" John Wiley & Sons, New York
{1991) m "The Peptides: Analysis, Synthesis,
Biclogy, Vol. 3, Academic Press, New York
(1981), KoTOpasa NpPUBOAUTCSH 30eChk B KadyecTee
cebinkn. MoxeT ObiTe Wenonb3ceaHa nwoban
KM3BecTHaa sawurta  amuHorpynn. [lpumMepsl
3ALUMTHBIX TPYNN aMUHOMYHKLMK BKNKDYAET (HO
He orpaHudMBaeTcHd STUM) cregyowee: 1)
auWnbHele  3aWWTHbIe  TPYNNbl,  TakMe  Kak
chopmumn, TpUchbTOopaLeTHn, chranmn [
n-TonyencynsgoHun, 2) apoMaTtiieckme
3alUMUTHBIE TPYNMEl YPeTaHCoBOro TUMAa, Takue Kak
BeHaunokcukapboHnn  (Chz) ©  3amelleHHble
BeHannokcukapboHUnbLI
1-(N-BncheHnn)-1-MeTUNaTokCMkapboHnn 1 9-
conyopeHunvetunokcukapborun  (Fmoc),  3)
anudartuyeckne 3alMTHLIE TPYNMbl YPeTaHoBoro
TWNa, Takne kak TpeT-ByTunokcukapboHun
(Boc), sTokcukapboHun,
OMNM3CNPONUNIMETOKCUNKAPRBOHWUN K
annunokcukapboHun; 4) LUMKNoanKuibHsIe
3alUMTHBIE TPYNMBI YPETaHOBOMo TUMAa, Takne Kak
LUKNONEHTUNOKCUKAPOOHWN U
agaMaHTuNokeukapborun; 5) salWTHbIe rpynn.
ankuneHoro TUNAa, Takue Kak TPUgeHUIMeTAN 1
BeHaun: TpUanKMncunaH, Takow KaK
TPUMETUNCKNAH, 7) TUONCOAeRKaLLKe, BKMHOYan
hbeHNNTUOKaPBOHUNT W ANTUAaCYKLUUHOWM.

TepmnH “"amuHoKkUcnotTa" o3HaqvaeT 34ech
OpraHudeckoe coeguHeHWe, codepXallee Kak
OCHOBHbIE aMWHOrpynnel, Tak W KUCNOTHLIE
KapOOKCUNbHEIE rpynnol. MNpumepamm
aMUHOKUCNOT  ABNSKOTCA  NPUpodHble
aMUHOKUCNOTEl, MOOUDULUPOBAHHEIE U peakue
aMUHOKMCNOTE, a TakKe  aMWMHOKUCNOTHI,
KOTCpLIe BCTpeYaloTes B npupode B cBoboOHCH
NK CBA3AHHORW hopme, HO He BXOOAT B COCTaB
Benkos. aror TEPMUH BKNOYaET
MoOUULMPCBAHHBIE U pefKMe aMUHOKUCNOTEH,
Takne, kak Hanpumep, onucadsbl B Roberts and
Vellaccio (1983) The Peptides. 5:342- 429,
yKa3aHo B KavecTtBe CChINKK.
MoguduunpoBaHHbe U pedkie aMUHOKUCNOTH,
KOTCpPLIE MCNOMbAYHT B COOTBETCTBMKU C OAHHbLIM
uaobpeTeHnem, BKITHOYAKT (HO He
OrpaHN4MBaKTCH 9TUM) cnegyowue:
D-aMWHOKMCNOTHI, TMOPOKCUIU3MH,
4-ruapokcunponunHd, N-Cbz-zamMelleHHble
AMWHOKWCNOTbI, OPHUTUH, 2,4-AuaMWHOMacnaHas
Kucnora, rOMOAaPrMHUH, HOPNerUKUH,
N-MeTunaMmmHoMacnaHas Knenora,
HaPTUNaHUMWH, EHUNIIULWH, B-DeHUNNPOINH,
TpeT-nefiunH, 4-aMUHOLUKIOrEKCHUIaMMWH,
N-meTun-HopreiuunH, 3 4-gernaponponuH,
N,N-OumMeTUunamMmruHOrnMuMH,
N-MeTUNamMmMHOIMULKWH,
4-amuHonunepnanH-4-kapboHoeaa  KicnoTa,
S-amrHOKanpoHoBas KuMcrora,
TpaHc-4-{aMUHOMETUN)-UUKNorekcaHkapboHoBas
kuenota, 2,3- U 4-(amuHomeTun) GeHaorHan
Kucnora, 1-amuHoLUknoneHTakapboHoBas
kucnorta,  1-amuHoumknonponaHkapboHoBas
kacnota K 2-BeHann-5-aMMHONEHTaHoBas
Kucnora.

TepmuH "aMUHOKUCNOTHBIN ocTartok",
KOTCPLIA WCNOMNE3yeTca 34ech, 03HaYaeT vyacTb
aMUHOKMCNOTEl  (Kak  OnpefeneHo  34ech),
KoTopas NMpUCYTCTBYET B NenTuae.
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TepMuH "nentuag" o3HaYaeTr 3aechb
coeduHeHWe, KOTOpOEe COCTOWT M3 ABYX UMK
bonee aMWHOKUCNOT (KaK ONpefeneHo 34ech),
CBA3AHHLIX NEeNTMOHOW CBA3LKD.  TepMuH
"NenTrna" TakKe BKNKOYAET Kak NenTUaHble, Tak W
HenenTUuaHble KOMIMOHEHTHI, Takne Kak
ncesgonentuasl K MUMWKpU-ECKNE
nenTuaHsle ocTaTkm nunu apyrue
HEaMUHOKUCTOTHLIE KOMMOHEHTHI. Takue
CoedUHeHNA, cogepxXalie KakK nenthgHble, Tak A
HernenTUOHble  KOMMCHEeHTel  MoryT, ©biTb
OTHeceHbl K "menTugHomy aHanory".

TepMuH "nentmgHaa cBgA3b" O3HaAvaer
KOBaNeHTHbIA aMUaHbIA hparmeHT,
obpasoBaHHbIR B3aUMOLEWCTBUEM
KapBoKCWUNeHOR  rpynnbel  aMUHOKMCNOTEL U
aMUHOrpynnel  BTOPUYHOW  aMWHOKWCNOTLl  C
oTlWenneHnem Monekyrsl Bods!.

YKazaHwe "chapmaueBTUYEcKM npuemnemas
comnk" OTHOCWUTCA 30eCb K NPOW3BOLHOMY
3aBNEHHOrO 34eCb COEOWHEHWHA, B KOTOPOM
ucxoaHoe coefyHeHWe chopMynbl ]
MOOUDULMPOBAHO OeACTBMEM  KUCMOTHl UMK
Wwenoywn ¢ obpasoBaHWemM ConKn coeguHeHns (1).
MprmMepbl dhapMauesruyeckn NpuemMnemsix cone
BKIMKOYAKOT (HO HE OrpaHWYMBalOTCH  3TUM)
MWHepanesHele  WNM - CpraHWdveckue  conu
OCHOBHbIX  OCTaTKOB, TaKMX Kak amuHbl,
WENOYHbIE WM OpraHUYecKMe COMM KUCMOTHBIX
OCTaTKOB, Takue Kak KapOoHOBbIe KUCNOTbI W T.N.

"Mponekapctea", Kak paccMaTpuBaeTcH
3fgeck, ABNAKOTCA TOGLIMU - KOBaAneHTHO
CBA3aHHLIMU HOCUTENAMN, KoTophle
BbICBOOOXAAKT aKTMBHOE WCXOOHOE NeKapCTRO
dopmynel (I in vivo npyw  BBEAEHWU
mMnekonutawLemy. lponekapctea coeduHeHUR
chopmynbl (1) roToBAT nyTeMm mogudukaumm
OYHKUMOHANEHLIX  TPYNN, MAPUCYTCTBYIOWKMX B
WCXOOHOM  COeUHEHWW Takum obpasom, u4To
MoguduumpeBaHHas  dopma  cnocobHa
pacllennatecs ¢ obpa3oBaHMEM WCXOOHOro
coegnHeHmns (1) nmbo npv  OBbIMHBLIX
MaHUNynauuax, nuéo in vivo. lMponekapctea
BKNKOYAKOT coeanHEHNA chopmynbl (1), B KOTOPBLIX
rMOpoKcK, aMWHO UnKM  cynebugHag rpynna
cBA3aHa ¢ NGOR rpynnol TaknMm obpasoMm, YUTo
NPy BBEASHWK MNeKonuTalwemy npoucxoauT
paclwlenneHe ¢ obpasoBaHneM CBODOOHOR
TMOPOKCUIMTEHOR, aMUHO WNK CyNbrnaprneHen
rpynnel, COOTBETCTBEHHO. Mpumeps!
NnponekapcTs BKIYAKT (HO HE orpaHUYMBaloTCA
3TWUM) aueTaTtHole, dopmaTtHble, OeH3acaTHbIe
NpPOM3BOOHbIE CrMUPTOBOMA n aMUHHOK
DYHKUMOHANEHOR rpynn coeguHeHWA doopmyns
(1) 1 aHanoru4Hble UMm.

PapmaueBTNHECKN npueMmnemsle  conu
coedVHEeHWA HacToAWero U3oBpeTeHWs MoryT
ObITb MonyYeHsl B3auMofeicTBrneM CBOBOOHLIX
KACMOTHBIX ~ WMNKW  OCHOBHBIX  OpM  3TWX
coeqUHeHWA co CTEXMOMETPUHECKUM
KOMWHECTBOM COOTBETCTBYIOLLEr0 OCHOBAHWUA
WNKM  KKUCNOTHl B BOAE WNW  OPraHUYECKOM
pacTBopuTEnEe, WMNM B WX cMecH, B obliem,
npeanoyTUTENLHA HEBOAHAA Cpeda, Takas Kak
acbup, aTwMnaudertar, STaHon,  K3onponadHor,
nepedYeHb NOAXOAAWMX COMNel MOMHO HaWTKh B
Remington's Pharmaceutical Science, 17th ed.
Mack Publishing Company, Easton, PA (1985),
p. 1418, NnpvBeaeHO B Ka4eCTBE CChIMKM.

CuHTE3

HoBble 3amMelleHHele  -2-NUPUOUHAMUHEL,
3aMelleHHble TPUa3nHLI, 3amMelleHHble
NMMpUAMHBI N 3aMeLlleHHble aHWUWITMHblI HACTOALLEro
n3obpeteHua Moryt  OblTe  NonyyYeHsl B
COOTBETCTBUU c OB MK CXemamu,
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npyvBeaeHHbIMW B KOHLe onucaHna (cxembl 1-28).

CoeauHeHua copmMynel |, roe Z paBHo CX, a
Kn L oba npeacrasngwT cobow CH, moryT BeiTh
nofydeHsl, Kak nokasaHo Ha coxeme 1.
2-MMgpokcu-4, 6-guankunnipUMmnaonH NepeBrodaT
B cooTeBeTcTBywlWee npouasogHoe (III) ¢
nogxogdawen OTWennAemMor TIpynnod B
2-nonoXeHwWwW, Takol, Hanpumep, kak Cl, Br,
SO 2CH3, OSOQCHg nnn OSOQC6H4—CH3 nnn
OS802CgHs -CHz wvnw SCHz wunu obpaboTkoli
OKCHUXNOPUAOM doccopa (POClIs),
oKcMBpomMmaom chocchopa (POBr3),
MeTaHcynbgoHunxnopuaom (MSCI),
N-TonyoncyngpoHNNXNopruaom (TSCI) nnu
THOMETOKCUMOOM  HaTPKWHA,  BO3MOXHO C
nocneay LM OKUCTNEHNEM NepeKknCcLID
Bodopoda, rasoobpasHbIM - XNOPOM UMK
OPraHWUYeckor NepKUCMOoTOR, TAKOW, Hanpumep,
KaK M-xnopnepbeH3oiHasn Kucnora,
COOTBETCTBEHHO. 3ro npouaBogHoe
B3auMOOehCcTBYET c noaxoadaLm
2,4-33MeLleHHbIM aHUMUHOM (IV) B
BbICOKOKMNALEM pacTBOpUTENS, TakoMm Kak
Hanpumep, 3TUNEeHMKUKOMb,
METOKCMITOKCHSTAHON K Ap., WKW anpoTOHHOM
pacTBopuUTene, TaKoM Kak TeTparngpodypaH,
ONOKCaH, Tonyon, Kewnon,
N,N-aumeTundopMammni, BOIMOKHO
(HeobA3aTensHE) AN YCKOPEeHWA B NPUCYTCTBUM
OCHOBaHWA, MNPEANOYTUTENBHO Takoro, Kak
rnapud Hatpua (NaH), guuacnponunaming NUTrs
(LDA).

MpoaykTel  npucoedmHeHuna (V) 3aTem
obpabaTeiBalOT OCHORaHWEM, TakuMm Kak NaOH
uni LDA B anpoOTOHHOM pacTBOPWUTENE, Takom
kak TeTparmgpodpypaH  (TT®)  wmnm N N-
anvetuncdopmamng  (DMF) v B cwmecn
TpeT-OyToKCHaa kanua ¢ TpeTr-OyTaHonom (i
BUOKI/t BuOH) c nocnegyoLwmm
ankunuposaHueM areHtom RALY tawmM  kak
ankmnitoguMa,  Mes3umnatr  unu - To3unatr c
nony-eHUEM COCTBETCTBYIOLLErO
ankunNMpoBaHHOro npoaykra dopmynsl ().

CoeguHeHue dopmynel (1), roe V 1Y paBHbl
N,aZ J, Kul - Bce paBHel CH, MOXeT BhITh
nofy4yeHo  KaKk nNokasaHo Ha o cxeme 2.
3amelleHHsld  aHunuH (V1) npesBpawatwt B
COOTBETCTBYIOWYIO yaHWauHoByo conk (V)
06paboTkeA  COOTBETCTBYIOWMM — peareHToM,
TaknM kak LuaHamug,.

MyaHmguHoBada conb (VIl) BzaumMogehcTByeT C

B-AUKETOHOM vin B NMPUCYTCTBUK
OCHOBaHWA, TaKoro Kak kapboHat kanwud
(K »CO3) B N,N-gumetuncdopmamuie (DMF) unu
B CNAPTOBOM PacTBOpwWTene B MNPUCYTCTBHA
COOTBETCTBYIOLLEro ankokcuza AnA nornyyYeHnd
COOTBETCTBYIOWEro  nupuMuamMHa  (IX). 3710
COefMHEeHWe 3aTeM ankunupylT v nonydaT (X),
coeduHeHue copmynel (1), roe X1 - BOJopcq, B
YCMNOBKUAX, WOSHTUYHBIX YCNOBMAM, NOKA3aHHbLIM
Ha cxeme 1.

CoegmHeHua copmynel (1), rae V. n Y
npedactaenaor cobowo N, a Z, J, K n L - Bce
pagHel CH u RS NR®R?, MoweT 6biTb
nony4eHo, Kak nokasaHo Ha cxeme 3.

ObpaboTka
2,4-guxnopo-6-ankunnuprmmuguHa (XI1)
NepBHYHbBIM UMM BTOPWYHBIM  aMWHOM B
NMPUCYTCTBMM HE HYKNEOUNbHOIO OCHOBAHKA,
TAKoro  Kak  TpuvankunamuH,  noasonser
ceneKTMBHo nony4YnTb COOTBETCTBY IO MA
4-3aMellleHHbIR aMUHO-a40yKT, KOTOPLIA, B CBOKO
ovepefb, B3aWMMOASWCTBYEeT ¢ 3aMelleHHbIM
amuHoMm  (IV) B yCcnoBWmax, WAEHTUYHLIX
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YCNOBWSAM, MOKa3aHHbIM Ha oxeme 1, ©
oGpaaoBaHmeM cooTBETCTBYHOLEro
napuMmuaMHammHa (X111, 3to coegmHeHne 3aTem
ankunMpyrwT B YCNOBUAX, NOKasaHHbIX Ha cXemax
1n2

CoepuHeHwe dopmynel (1), rae J, R m L
npegctaenawT cobod CH n Z paBHo CR 2, avVv
M Y paBHbl N, Moxer ObITe MNOMyYeHo ¢
WCMNOMb3oBaHWEM MeTOAa, MOKA3aHHOro  Ha
cxeme 4. Conb ryaHuaMHUA (X
B3auMoJeicTBYeT G p-KeTosdupom (XV) B
NPUCYTCTBUM OCHOBAHWA, TAKOTO Kak ankokeus B
COOTBETCTBYIOLEM CMUPTOBOM pacTBOpUTENeE C
obpazoBaHueM aggykra (XVI).

ObpaboTka rMApOKCUbHLIX rpynn agaykra
XV nwéo POCls, POBrs,
MeTacynbPOHWIXIOPUAOM,
N-TCNyoncyNsoHUIXNOPUACM NMBo
aHrnapuaoMm  TpUTPOMETaHCY b OKUCNOTbI
daet (XVI), rme L npegcraensetr coCowo
oTWennaeMylo  rpynny W  ABNASTCA
cooTtBeTcTBeHHO Cl, Br, J, OMs, OTs wnu Otf.
OTtwennaemana rpynna L coeguHeHnsa (XVII)
yaanseTca ¢ NOMOLWBK HyKNneoduna, Takoro Kak
NRBR7, OR® SR®, CN unu opraHudeckum
coedVHEHWEM NUTNA, MarHus, HaTpUs, Kanus,
ankun-kynparom unu, B obuwem,
MeTannoopraHU4ecKkUm peareHToM o
obpasoBaHUeM COOTBETCTBYIOLWEro agaykra (1X),
KOTOPLIA Janee ankunupylT B CTaHAAPTHBIX
YCNoBKUAX U nonydatot (XVIII).

CoefuHeHna  dopmynel  (l), KoTopble
3aMeLleHbl BO BTOPOM NONOXEHUW heHUNBHOro
KOMbUa, MOryT GBITE NONyYeHsbl, Kak NoKasaHo Ha
cxeme 5.

CoegnHeHne copmynbl (1), roe X He
asnsetca Br, moxeT ©ObiTb MNonyyeHo ¢
MCNOML30BaHWEM MPOU3BOAHLIX, YKa3aHHLIX Ha
cxeme 5. Peakuma 2-ranocoeguHeHusa (V), rae X
- OGpoM WKW BOOOPOA, C MeTaNnnupyloLum
areHToM, TakuMm, Hanpumep, kak H-BuLi wnu
TpeT-Buli B anpoTOHHOM  pacTBoOpuUTEne,
NPeUMyLLECTBEHHO achupe unu
TeTparmgpodypaHe, NpuBoauT K obpa3loBaHuio
COOTBETCTBYIOLLErD 2-NUTUA-NPON3BOAHOIO (X=
Li, He BblAENAKT), KOTOpOe 3aTeM pearnpyer ¢
SMNeKTPOMUNOM, TaKMM KaK XNOPUCTLIA Rog, unu
TRPYMETUNONOBOXNOPUA, c obpasoBaHneM
COOTBETCTBYKLLEro 2-3aaMelleHHOro npoAaykra
(XIX). 3TM Npon3BodHbLIE MOTYT TakKe BCTynatb
B karanvavpyemele  nannaguem  peakuuu
npucoeanHeEHUs, XOpOLUO W3BECTHLIE
CneumanncTaM, CUHTE3URYIOWUM COeAnHEeHWS
HacToALWEero I/I306p9TEHI/Iﬂ.

CoepunHeHna chopmynel (1), rae Z, K, L - Bce
paBHel CH 1 R4 - 3TN, MOryT GbiTb NOMNyuYeHsl,
KaKk nokasaHo Ha cxeme 6. [ocnedywwee
I'IpIACOE,D,VIHeHVIe/I'IOBTOpHOE OKUCneHune
ankMnnUuTUeM B 2-XNOponvpUMUOMH  MOXeT
NEMBECTA K NPOMEXYTOYHOMY npogykty (XXII),
rie R' u R® MoryT 6LITe HeaaBMGUMEI Apyr OT
apyra.  3amelleHWe xnopa  NoAXoAAWUM
asoTcodepallM  HyKneodWunoM, Takum  Kak
AHWMKH, B YCMNoBKAX, aHanNorMYHbIX
npvBedeHHLIM Ha oxeme 1, ¢ nocnedylowum
npUcoeaMHeHWem rpynnsl R4 ankunuposaHuem
No MeTCAWKE, aHanorMyHOW MPUBEASHHBIM Ha
cxemax 1 1 2, MOXeT NpuBecTH K cbpasoBaHUIo
COG,EI,MHeHI/II:;I HacTodAllero I/I306pET9HVIF|.

CoegounHeHna  copmynel (1), roe Z
npegctaenaeT coboto N, MoryT GbITek NonydeHsl
B COOTBETCTBUM c MEeTOAOM,
NMPOUNMIOCTPUPOBAHHBIM Ha cxeme 7. M3BecTHbIR
TpraanH (XXIII), cKuHTe3 KoToporo onuvcaH B J.
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Amer. Chem Soc. 77:2447 (1956) moxer
B3aMMOOEeACTBOBATL C 3aMelUeHHBIM aHUMUHOM
{IV), aHanorn4yHo ToMmy, Kak NokasaHo Ha cCXxeme
1. AHanormvHo, 2.4-0mxnopo-6-MeTunTpruasnH,
KOTCpLIA  MOMeT ©OblITb  nonyyeH CcornacHo
meTofy, ykasaHHoMy B nateHte CLUA 3947374,
MOXET COEAWHATLCH C 3aMeLleHHBIM aHUITMHOM
(IV) ¢ ofpasoBaHvem (XXIV), rae R® - xnop.
HykneodgunsHoe npucoeduHeHWe B MPOTOHHOM
nnu anpoTOHHOM pacTteopuTene
npedycmatpueaeT nonydeHwe uenoro psga
3aMecTuTenel B 3TOM MonoxeHUn (XXV).

ANKWNMPOBaHWE BTOPWYHOMC aMWHa, Kak
ONMCaHO paHee, NPUBOAUT K NPOW3IBOAHOMY
TpUasuHa dopmynbl ().

CoeanHeHWsa, B  KOTOpbIX  pagvkan
R3 gaBnsetcA  KapBOKCUNPOW3BOAHBIM,
CMHTE3UPYIOT B COCTBETCTBUM CC CXEMOW 8.
MupuMuanHoBEIR  achup  opmynbl  (XXVI),
KOTOPLIA NONYYaT M3BECTHbIM W3 NUTEpPaTypRL
MeToO0oM Budesinsky and Roubinek.,
Collection. Chech. Chem. Comm. 26: 2871-2885
{1961) pearvpyer ¢ ammHom cbopmynel (IV) B
NPUCYTCTBUM  MHEPTHOTO  pacTBopuUTens ¢
obpa3oBaHUEM MPOMENKYTOHHOIO COEAUHEHWS
hopmMynbl XXV, pynna WHEPTHBLIX
pacTBOpUTENer BKIOYAST HU3LLKE anKunoBbie
CnupThl, cofepxawwe ot 1 pgo 6 aromoB
yrnepoda, Auvankunosble adupsl, codepxalne
oT 4 go 10 aToMOB yrmepoga, LUKIUHeckue
acbupel, cofepxkawue or 4 go 10 aromoe
yrnepoga (NpenMyLLecTBEHHO OMOKcaH),
anankanauerammasl  (NpewMyliectBeHHo N,
N-guMmeTundopmamun), guankinayeraMmua
(MpeumMywecteeHHO N, N-auMmeTunayetamug),
LuKnu-eckme aMuasl (NpenmyLLEeCTBEHHO
N-MeTUNNUPPONKMAOH), AXankuncynsgokcusl
{NperMy LLIECTBEHHO AMMETUNCY NbApoKeHa),
yrneescAopodsl, cogepxawmwe ot 5 go 10 atoMee
yrnepoga, W apoMartideckue  yrmeBogopogkl,
cofepxalne oT 6 Ao 10 aToMOB yrnepoaa.

CoeguHeHua hopMynbl (XXVID
06pabaTeiBalOT OCHOBAHWEM W COedUHEeHWEM
hOpPMyNbI R4X, roe X - ranoreH
{npenmyllecTeeHHO Xxnop, Gpom wnn Hog) B
WHEPTHOM pacTeopuTene. TakuMe OCHOBaHWA
BKMKOYAKT  TPETUMUHLIE  aMWHbLI,  rMapyasl
LENOMHBLIX MeTanmnos, NpenMyLLLECTBEHHO
rapua  HaTpUE,  apoMatUdeckMe  amKHbl
{(NpenmyLLecTBEHHO NUPUOMH) WNK KapboHaTbl
WNK - ankokcuasl WencyHoro mertanna. Beibop
WHEPTHOrO PACTBOPUTENS AOMKEH NPOBOAUTLCA
c ydyetoMm Bblbopa ocHoBaHua (J. March,
Advanced Organic Chemistry (New York): J.
Wiley and Sons., 1985, pp. 364-366, 412; H.
O. House. Modern Synthetic Reactions (New
York: WA,  Benjamin Inc., 1972, pp.
510-536). [pynna pacTBOpUTENER BKNIHOYAET
HW3LWMe ankunoBeble CNMPTLl, codepxawwme or 1
0o 6 atoMOB yrnepoaa, HU3LWKWE ankaHoHWUTRUNbLI
(NPenMYLLLECTBEHHO AaueTOHUTPWM),
anankunoeele sdupsl, codepxawme ot 4 go 10
artoMCB  yrmepoda,  UMKNU4Yeckie  scuphl,
cogepawme ot 4 go 10 aTtomoB yrnepoga
(NpenmyLLecTBEHHO  TeTparngpodypaH  WNK
AWoKcaH), guankundopmammnisl
(NpenmywecteeHHo N N-aumeTundopmamMu),
LuUKnuyeckmne aMuasl (NpenmyLLecTBeHHO
N-MeTUNNUppPONKMACH), Arankuncynsdokeuab
{NperMyLLIeCTBEHHO AUMETUNCY NbApoKcKUa),
yrneecAopodsl, cogepxawune ot 5 go 10 atoMmee
yrmepoga, wunn apoMaTuydeckue yrneeodopoas,
copgepawme ot 6 go 10 artomoB yrnepofda.
Schupel  dopmynel  (XXVI  MoryT  BbITb
npeBpalleHsl B KMCNoTsl  dopmynbel  (XXIX)
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KACMOTHLIM MMM OCHOBHbLIM  raponuaoMm.  (J.
March, Advanced Organic Chemistry, J Wiley
and Sons, New York (1985), pp. 334-338), unu
obpaboTkol  conbld  WEenodHoro  MmeTanna
(MpenMyLLEeCTBEHHO Lil MK NaCN) B
NPUCYTCTBMU UWHEepPTHOrC pacTBopuUTens npu
TeMneparypax oT 50 Ao 200°C
(NpermylecTeeHHo or 100 go 180°C) «kak
onvcaHo B (Mc Murray, J.E  Organic
Reactions, Dauben, W.G. et al. eds. J.Wiley
and Sons, New York (1976), vol. 24, pp.
187-224). VHepTHble pacTBOPUTENU BKNOYAOT
avankundopmamuisl (MpenMyLLecTBEHHO
N,N-aumeTundopMmammug), guankinalerammisl
(npeumywiectBeHHo N, N-gumeTunauyetammng),
LUKNuyeckue amnael (NpeumMyLLecTBeHHO
N-MeTUNNUPPONKMACH) W aMankuncynsgokenabl
(MPerMYLLLECTBEHHO OUMMETUN-CYNbOKCHA) UK
apomartuMueckne  aMuHbl  (MPEUMYLLECTBEHHO
nMpuanH).  Kuenotsl  dopmynel  (XXIX) moryT
ObITe 0GpatoTaHbl ranoreHUPYILWMM areHToM ¢
nonydeHvem ranuvga, KOTOpbldi moxeT ObiTh
BblAEMeH WM He BblderneH, G nocnegyolmnm
B3aUMOJeHCTBMEM G aMUHOM  hOpMynbl
HNR ®R7 B NPUCYTCTBUM WNKM B OTCYTCTBUE
WHEPTHOrO pPacTBOPWTENSA, C UCNONB3OBAHWEM
unu 6e3 UCNONL3OBAHWA OCHOBAHWA, Kak
WM3BECTHO M3 nuTepatypel (J. March, Advanced
Organic Chemistry (New York: J. Wiley and
Sons, 1985, pp. 370-373, 389) c nonydeHuem
aMuaoe  chopmMynel  (XXX). [ancreHupyowme
areHTbl BknwdawT SOCIlp, (COCIl)p, PCls, PCls,
POCl;. WMHepTHbIE pacTBOpUTENK  BKIIKOHAKT
HM3LWWe yrmeBoacpoas!, codepxaliune ot 1 go 6
aToMOB yrmepoga K 2-6 aTtoMoB ranoreHa

(NperMyLLEecTBEHHO amxnoparaH unu
JvxnopmetaH), Jvankunossle achupbl,
codepxawmne ot 4 pgo 10 aromoB yrrnepoda
(MpernMyLLecTBEHHO OUOKCaH) Wn

apoMaTieckmMe yrneBoopoasl, coaepxKallme ot
6 po 10 arcmoB yrnepoda. OcHOBaHWA
BKMKOYAKT TPWANMKWNaMUHEl WK apoMaTUiecKue
aMUHBl (NPeUMYLWECTBEHHO NMUPWMAWH). Mnu xe
achupsl chopmynbl (XXVIID MOTyT
B3aMMOOEelCTBOBATE €  aMMHaMu  chopmyntl
HNR 6R7 g NPUCYTGTBMN WM B OTCYTCTBUE
WHEPTHOrO pacTBOpPUTENH, C MCNONbL3oBaHWeM
uny 6e3 UCNONL3OBAHWA OCHOBAHWA, Kak
M3BECTHO K3 nuTepartypbl (J. March. Advanced
Organic Chemistry (New York: Wiley and Sons,
1985, pp. 370-373, 389) c nonyyeHweMm aMnioB
dopMynel  (XXX). PacTeBopuTens BKMKYaOT
HW3LLWEe anKUNoBble CNUPTLI, cogepxale ot 1
A0 6 atoMOB yrnepoaa, HU3LWWE ankaHoHWUTPKUIbI
(NperMyLEecTBEHHO aLeToHUTPMI),
anankunosble sdunpsl, codepxawne ot 4 ao 10
artoMoB  yrnepoda,  UMKNU4Yeckne  aduphl,
cogepxawme or 4 pgo 10 atcmoB yrnepoda
(NpenmylLecTBEHHO  TeTparngpodypaH  Wnn
AnokecaH), guankundopmamMmuisl
(NpenmywecTeeHHo N, N-aumeTuncopMamMus),
anankunagerammasl  (NpewmywecteeHHo N,
N-ouMmeTunauetamma), UWKIMYeckue  ammugbl
(NpenmywecTBeHHO N-MeTUNNUPRONUAOH),
Anankuncynsokcuasl (MpeumMyLecTBeHHO
AUMeTUNCYyNbPOKCKUa), yrnescaopoas,
cogepawme or 5 o 10 atoMmoB yrnepoga, U
apoMaTiyeckMe yrneeodopodel, cogepxalme ot
6 pgeo 10 artomoe yrnepecpa. [llogxopswwve
OCHOBaHWA BKIYAKT  TPEeTUYHLIE  aMWHbI,
rnapuael LWENOYHBIX MeTannos
(NpenmyLLECTBREHHO rmopua HaTpWa),
apoMaTUdeckne  aMuHbl,  (NPeUMYLLIECTBEHHO
nupuanH) unv  KapboHatel WK - ankokcuael
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WEeNoYHLIX MeTannoB. AMUabl hopmynbl (XXX)
MoryT 6eITe oBpaboTaHbl BOCCTAHABNMBAKOLUM
areHTcM B MHEpPTHCM  pacTBopuTene ¢
nonyveHnem aMuHa hopmMy bl (XXXI).
MooxodAwnMe BOCCTaHABIMBAOWME  areHThl
BKMKOYAKT (HO He CrpaHWYMBaOTCH  3TUM)

anoMUHUArAPWAEL  WEeNoYHLIX  MeTannos,
NPEeUMYLLECTBEHHO  anioMOTMAPWL,  NUTUS,
Bopruapnas LWENCHHbIX MeTanmnos,
NpenMyLLECTBEHHO Sopruapng  nuTHE,
TPWaNKoKCUanioMornapuae! WenouHbIX
mMeTannos (Takve KaK
TPU-TpeT-ByToKCHaNiOMUHUArMAPKMA,  NUTKHS),
JvankunantoMUHUArnapuasI (Takvne KaK

AumnsobytTunanioMuHuiirngpng), ©opaHbl,
anankuntopaHsl (TakMe Kak guuacankunéopaH),
TpWankunéoprnopuibl  LWenoYHeIX  MeTannos
(Takne Kak  TpusTMnCoprugpud  NUTKHS).
MNooxoddawive  MHEepPTHble  pacTBOPWTenuU
BKMKOYAKOT  HW3WWE  arnkuroBble  CTIMPTHI,
cofepxallnme ot 1 go 6 artoMoB yrnepoa,
APUPHEIE pacTBOPUTENU (TakWe Kak JUSTUINOBEIA
achup Unn TeTparnapodypanH), apoMaTmHeckne m
He apomMaTWyeckue yrneBofopodbl, coiepkallve
oT 6 go 10 aTomoB yrnepopa. Temnepatypa
peakun BOCCTAHOBNEHWA NEXWUT B WHTepBane
oT -78 no 200°C, npeumyllecTBeHHo oT 50 Ao
120°C. Bribop noaxoasuero
BOCCTaHaBNMBAKLLEro areHTa U pacTBoputens
XOpOLIO NOHATEH cfieluanucTaMm U nokasaH B
UATUPOBAHHOK BbiWe paboTte March (cTp.
1093-1110).

Ha cxeme 9 nokaszaHbl XMMUYECKME peaKL WK,
npueodsne K obpasoBaHU CoeduHEeHWUA
chopMynel (XXX, 3dupbl dopmynel (XXVIID
unk - kMenotel dopmynel (XXIX) moryt GbiTh
obpaboTaHbl BOCCTAHABMNWBAIOLIUM areHTom B
WHepPTHOM pacTBOpWTEne ¢ NonyYeHUeM cnupToB
hopmMynbl (XXXID). Moaxopsawme
BOCCTaHaBNMBAMOLWE areHThl BKNIOYAT (HO He
orpaHUYMBalOTCA  8TWM)  anMornapuael
LLEeNoYHbIX MeTannos, npenuMyLLecTBeHHO
anwoMorvapua Nutua, Goprigpuasl LWenodHbIX
mMetannoe  (NpeuMyllecTBeHHO  Boprnapuf,
nuTUA), TPUanKoKCHanoMrUHWATMOpUAE
LLENOYHbIX MEeTannos (Takvne Kak
TPU-TPeT-ByToKCHantoMMHUArMapWnaL),
Gopruapurabl LLLeNoYHbIX MEeTannos
{npenmyllecTBeHHO  Bopruapug  JIATUS),
TPWanKoKcHanioMnMHWArMapuae  (Takme  Kax,
TPU-TPeTOYTOKCHaNIOMUHKATMAPAA),
JvankunanioMuHUArnapuas (Takne KaK
O30y TUNantoMUHUA rmopua), OopaHsbl,
AnankunbopaHsl (Takve Kak guuacamunéopaH),
TpWankunéopruapuabl  LWenoudHsIX  MeTannoB
(Takne kak TpuaTun-Soprugpug NUTHA).

WHepTHLIE pacTBOPUTENY BKIKOYAKOT HU3LLWE
ankunoesle cnupThel, cogepxatliue or 1 o 6
aToMOB  yrmepofa, ScUpHble pacTBOpWUTENH,
{Takne Kak OWSTUNOBLIA achup nnu
TeTparngpocypaH), apomartuyeckue "
HeapomaTUyeckie YyrneBoaopoas!, cojepalle
or 6 po 10 aromoB yrmepoga. BenwuuuHa
TeMnepatypbl MOXET nexarb B WHTepsane oT
NpUMepHc -78 oo 200°C, NperMyLLeCTBEHHO OT
50 pc 120°C. BbiBop BOCCTAHABRMWMBAKLLErO
areHTa W pacTBOPWTENA M3BECTEH ChnelnanicTy
1 CNUCaH B paHee LUTUpoBaHHOR paboTe March
(cTp. 1093-1110).

Cnuptel  dopmynsl  (XXXI) moryT  6biTh
npeBpalleHsl B adumpbl  dopmynel  (XXXIII)
0bpaboTkOW  OCHOBAHMEM W COoeJWHeHWeM
chopmynel REX, rae X - ranoreH. OcHoBaHus,
KOTOpPbIE BO3MOXHO WCMONb3oBaTb NS STOW
peakuun, BKIIOMAOT (HO He orpaHudMBaloTes
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aTUM), rapuas LUEeNOYHbIX MeTarnos,
NpeuMyLecTBeHHO rMTMapua HaTpus, kapboHaTkl
LLENOYHbIX MeTarnnos, NpeuMyLLecTBeHHO
kapboHaT Kanus, AuankunaMmuasl LWenouHbIX
mMeTannos, npenmMyweCTBeHHO
Aumacnponunammz TS, ouc-
(TpWankuncunun) amuiel, NpPenuMyLWecTBeHHO
OUC-(TPUMETUNCUINAN)-aMn g, ankKmbl WenoYHbIX
MeTannoe (Takve kak SyTunnuTuiA), ankokeuas
WenoYHBIX MeTannoB (TakMe Kak  aTOoKoW
HaTpUs), rankabl ankUNoB WenoYHo-3eMenBHbIX
MEeTannoe, Takve Kak MeTunMarHuibpomumn,
TPUaMKUNaMUHEl (TAKWe KakK TPUSTUMaAMWH WK
OV-M30NPCNUNSTUNaMUH), NONULUKINYECcKUE
AnaMKnHel (Takne kak 1,4-auMasa-euumino [2,2,2]
oKTaH unu 1,8-guaszobuynino-[5.4,0, ] yHoeueH
WNW YeTBepPTUYHLIE aMMOHWEeBEIE Conu (Takue,
KaK TpMTTOH B). Beibop MHepTHOro pacteoputens
OOMKeH  corrmacoBblBaTeCci € BbiGOpoM
ocHoBaHuA (J. March. Advanced Organic
Chemistry (New York: J. Wiley and Sons,
1985) p. p. 255-446; H.O. House, Vijdemn
Synthetic Reactions (New York: W.A. Benjamin
Inc., 1972, p.p. 546-553).

MoaxopawMe pacTBOPUTENA  BKMHOYaOT
HW3LIKWe ankKUnoBblE CMMPTHI, coaepxalwe ot 1
Ao 6 aToMOB yrmepoda, AWankunoBele aduphbl,
cofepxawmne or 4 go 10 atomoB yrnepona,
uMKnuyeckne acmpel, cogepxawme ot 4 go 10
aToOMOB yrnepoaa, NpPeuMyLLecTBEHHO
TeTparngpodypaH Y JvoKGaH,
avankundopMamMuiesl,  NpeumyllecTBeHHo N,
N-onmMeTundopMamua, AuankinaletaMmuisi,
npeumyljectBeHHo N,  N-gumetwauetamumn,
LUKNUYeckue amuael, NpenMyLLecTBEHHO
N-MeTUnnupponnaCH, yrnesoaopoas,
codepxawme ot 5 go 10 atomoe yrnepoga, unu
apomMaTtiyeckne yrnesogoponsl, cogepalle ot
6 po 10 aTomoB yrnepoga.

C OpYrol CTOPCHbLI, coeauHeHUa dopmynel
XXIl mMoryT OblTe NepeBefeHbl B COeOWHEeHKA
chopMy bl (XXIV), roe Y - ranug,
apynncynboHWIOKCK {(NpenMyLecTBeHHO
N-TOMyoncyneOHUMTOKCH),
ankKnuneynsOOHUNOKCHA {Takve, KaK
METaHCYNLHOHMNOKCH), ranocynbPOHNUNOKCH
(NpeuMyLLLecTBeHHO
TPUPTOPMETUN-CYNBEPOHUNOKCH)  peakuwerd ¢
ranoreHupy LM areHTom unu
cynboHupylowmm  areHtoM.  [oxoaduiune
ranoreHUpymLue areHTel BKMOYAOT (HO He
orpaHudmBaretea  atum) SOCI 5, PCls, PCls,
POCI 3, PhsP-CCly, PhsP-CBry, Ph3P-CBry,
Ph 5P-l5, PBra, PBry. Buibop ranoreHupytoLlero
areHTa 1 YCNoBWA NpOBedeHWA peakyuk XOpoLwo
W3BECTEH CcheunanucTam, BbllenpuBeaeHHanA
ccbiNka Ha paboTty March,..., cTp. 382-384.

CynbpOHUNUPYOLWKWE areHThbl BKAKYAKT (HO
HEe OrpaHWJMBAlOTCH STUM) (HWSLIKWIA ankum)
CYNbMOHWITXIIOPMA, NPEUMYLLECTBEHHO
METaHCYNbOHWUN-XNOPWA, (HU3WKWA ranocankun).
AHrMapUL cynedOKUCIOTHI, NPeUMYLLECTBEHHO
aHrnapua  TPUDTOPMETaHCYNbDOKUCIOThI,
cheHmn Pl ankunaamMelleHHsle
deHnNCYNbdOHNAXN0oPUAbI, NPeuMyLecTBeHHO
N-TOMYONCYNbPOHUIXNopKUA,

Ona CYyNbQOHUNNPOBAHWA nunm
ranoreHUpoBaHWsa MoxeT OblTb HeoBXxoaumo
OCHOBAHWE, Kak W3BeCTHO W3 nuTeparypbl
(ykaszaHHaA Bbllle ccbinka Ha March,.. ., cTp.
1172, 382-384). TakMe OCHOBAHWA BKIHOYAKOT
TPeTUYHbIE  aMWHbl,  TUAPWAL  WEenNoYHbIX
MeTannoe (MpenMyLecTBEHHO TMAPWEA HaTpKUs),
apoMartuyeckne  aMuHbl  (MPEUMYLLECTBEHHO
nipuavH), wnuv  kapboHaTbl WNK  ankokcuabl
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WenouHelX MeTannos. PacTBopuTenu ans
NPOBEAEHWS  TanoreHUpoBaHWS  WNK
CYNbPOHUPOBAHUS AOMKHEI BbITE UHEPTHEIMUA B
YCIOBMAX NPOBEAEHNS PeaKkLuu, Kak U3BECTHO M3
nuTepatypel. Takue pacTBOPWUTENW BKIHOYAKOT

HW3lLWe ranoyrmepodsl  (NPevMMyLLECTBEHHO
AMXNopsTaH) unu aupbl  (NPerMyLLECTBEHHO
TeTparugpodypaH unn OMOKcaH).

MpomexyTodHble npodykTel dopmynsl  (XXIV)
MOryT ObiTb 3aTeM nepeBefeHbl B COeAUHEeHWs
chopmynel  (XXIIl) obpaboTkcld coedUHEeHWEM
chopmMynbl R8OH B NPUCYTCTBUM OCHOBAHUWA UMK
0e3 OCHOBaHWA, B WHEPTHOM pacTBOpuUTene
{cebinka Ha paboty March,..., ctp. 342-343).

TakMe OCHOBaHWS  BKIMOYAT  MAPUALI
WEenoqHbIX  MeTannos,  NPeuMyLLecTBEHHO
rMapua  HaTpus,  kapGoHaTbl  LEenouYHbIX

MeTarnnoe, npeumyLiecTBeHHo kapboHaT Kanus,
avankunammngel LUEMOYHBIX MeTarnnos,
MPeuMyLLecTBeHHO AWW3onponunamMmng nNuTus,
Bue-(Tprankuncmnim) aMuibl LENOYHBbIX
mMeTannos, npenmylecCTBeHHO
Buc-(Tprankuncunun) amug Hatpug, ankunibl
LWENOYHLIX MeTannoe (TakMe kak H-Oy TUNNuTHia),
ankokcWabl WenoYyHblX MeTannoB (TakMe Kak
aToKCKA, HaTpua), ranvosl ankunos
WEenoYyHO-3eMenkbHEIX  MeTanmnoB, Takve Kak
METUM MarHWiA GpomMuna, TprankunamuHel (Takue
KaK TPUSTAUNAMUH UMW OAXM3ICNPONUNSTANAMUH),
nonvuuknuYeckne auammHel (Takve kak 1.4
aOrazaduukno [2,2,2] OKTaH Unu
1,8-onazobuvumkno  [54,0]  yHAeUeH)  wnuM
4YeTBepTUYHLIE AaMMOHWEeBLIe COMW (Takue Kak
TPUTCH B). PacTBopuTEnMd BKNKYAKT HU3LWME
ankurnoeele CnMpThl, cogepkalime oTf 1 go 6
aToOMOB  yrnepoda, AWankunosble  aUphbl,
cogepxkawme ot 4 go 10 atomoB yrnepoda,
Luknudeckme adunpel, cogepxawme ot 4 go 10
aToOMOB yrnepoaa, NpenuMyLecTBeHHO
TeTparngpodypaH Wnm JuoKcaH,
AvankundopmMaMmuisl, NPeuMyLLEecTBEHHO
N,N-aumeTudopmammna, guankunauetaMuasl,
npeumylwecteeHHo N, N-gumetunauetamun,
LUUKNUYecKkue amuael, NpenMyLLecTBEHHO
N-MeTUNNUPPONKMAOH, yrnesoaopoas,
copgepawme ot 5 oo 10 atomeB yrnepoda vnu
apomMaTtiyeckne yrneecaoponbl, cogepallye ot
8 oo 10 atomoB yrnepofda. [pOMEXYTOuUHbIE
coeanHeHns copmynel (XXX} moryT BbiTh
nonyyeHsl M3 NPOMEXYTOUHBIX  COoSAWHEeHWH

chopmMy bl (XX peakunei C
TprapwndochrHOM (MpenMyLLECTBEHHO
TPUDPEHUNDOCHUHOM),  AW-(HU3WKA  ankun)

asoamkapbokonnaTom U coeguHeHneM chopmMynbl
R8OH B NPUCYTCTBUWM MHEPTHOIO PacTBOPUTENS,
KaKk onucaHo paHee (Mitsuncbo O, Synthesis,
1:1-28 (1981)).

CoegmHeHua doopmynsl (XXXI) moryT ObiTh
nonyyeHsl obpaboTkoi coeduHeHWA opmynsl
(XXXIV) ¢ coeauHeHnem chopmynsl HNROR' B
MPUCYTCTBUM MNW B OTCYTCTBME OCHOBAHMWA B
WHEPTHOM pacTeopuTene {cxema 9).
Mooxodawne OCHCBAHWA W WHEPTHble
pacTBOpWUTENM MOMyT ObITb TakMMKU Ke, Kak u
nenone3yemele ANs NpespaleHusa coednHeHURA
(XXVII) B coeinHeHWa (XXX) B COOTBETCTBUU
CO CXEMOW 8.

CoeguHeHua chopmynel (1), koTopble
3aMelleHbl B 4-MONOMEHWA  NUPWAKMHOBOMO
KoMnbUa, MOryT GbITb NOMyYeHb!, KaK NoKasaHo Ha
cxeme 10.

MaBecTHBIA  nupuMuanH  (XXXV), CcuHTes
koTtoporo onmncad B Ear. J. Med. Chem. 23: 60
(1988), MOXeT B3aUMOOEHACTBORATL o
3aMelleHHBIM aHUNUHOM (IV) aHanormyHo Tomy,
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KaKk TnokasaHo Ha coxeme 1. O6pabortka
TMOPCKCUrpynn — coeguHeHns  (XXXVI)  kak
POCI 3, POBrg, n-tonyoncynsthoHUNIXNOpUAOoM,
TaKk [ aHrMapuaom
TpudbTOpMETaHCyNbokUcnoTel gaet (XXXVII),
roe L - oTwennsemas rpynna. ANKUNMpoBaHWe B
CTaHOAPTHLIX YCMNOBMAX NpUBOANT K (XXXVIII.
Mpynna L coeguHeHua (XXXVII) samelwaerca
HYKNeohunoM, TakuM Kak NR6R7, ORG, SRG,
CN uny opraHomeTannMyeckuMm peareHToM C
o6pazoBaHMEM  COOTBETCTBYIOLEro  afdykra
(XXXIX).

CoeanHerns  diopmynel (1), rae X T
ankunMepKkanTto Wnu MOONPULMPRCBAHHEIE
ankunmMepKanTorpynmnsl, MoryT BbiTe NonyyYeHsl B
YCINOBUAX, NMpeAcTaBNeHHbIX Ha cxeme 11.

ObpaboTka COOTBETCTBYIOLLEro
OPTO-HYHKLMOHAMNBHOMO aHunnHa XXXIX
3aMeLleHHEIM  2-MepKkanTonupuMMUagnHoM XL B
NPUCYTCTBMU OCHOBaHWSA, Takoro Kak kapboHar
Kanus, kapboHaTt HaTpWs, anKoKcuz, LencYHoro
MeTanna, rMgpua Kanusa, HaTpusa WK NUTKUS,
avankunamug NUTUA, HaTpUS WM Kanus Mnu
WenoYyHoH MeTann B MPUCYTCTBMM NOPOLLKa
Megu  MWNKM coned  MegW, NpWMBOOWT K
COOTBETCTBYIOLLEMY apuncynsdunay XLI,
KOTOPLIRA noasepratoT neperpynnupoBKe
Cwmannca obpaboTKOR CUNBHOA KUCNOTOR, TakoW
kak HCI, HBr, HI, cepHas, docdopHas wunu
HagxnopHas c obpaacBaHWemM
COOTBRETCTBYWLWEro aucynbdwaa XL 3to
coedHeHWe BOCCTaHABMNMBAT B cynbdua XLIV
JeACTBMEM  BOCCTAHOBWTEMA, Takoro Kak
Sopornapua, HAaTPUA, WU anKMNMPYT MO artomy
cepbl NOAXOOALMM anKANUPYIOWWM  areHToM,
TaKMM Kak ankunranug, tosunaT WM meaunar.
MeperpynnupoBka XLI moxeT BbiTb NpoBedeHa ¢
WCNOMNB30BAHWEM CUMBHOMC OCHCOBAHWSA, TaKoro
KaKk rvapua fuTWA, HaTpua WKW Kanus,
anankinamMmua nutua, Hatpyua UNK Kanusg Mng
MeTannNMYeckoro NUTUSA, HaATPWUA WNK kanua, B
nogxoaduleM  pacTBopuTene, TakoMm  Kak
JekarnapoHadhTaniH, KCUIMOMN, BbICOKOKUMALME
CnUpTHl, AMMETUNDOPMaMnL,
AUMeTUncynehoKkeKua, ouMeTaletTammns,
N-MeTunnupponnacH. MNpoaykt
neperpynnMpoBkA  MOXeT ObiTb  CEeneKTUBHO
ankWNUpoBaH Mo aToMy cepbl C UCNOMNbL30BaHWEM
OCHOBaHWSA, TAKOro Kak kapboHaT kanwus, HaTpus
WK NATUA, ankoKCUa kanusa, HaTpUs Unu NuTus,
WNM  TpyvankunamuvH, u noaxoasuiero
ankUNUpYoLWEero areHTa, Takoro Kak onucaHo
Bblle. Ankuncynsdua moxetr 6biTb  Janee
ankunUpoBaH No aToMy ascTa B YCMOBWUAX,
aHanorMYyHbIX CNUCAHHLIM BhILLE ANA NONyYeHUs
coeguHeHna XLV.

CoeauHeHns chopmMynbl {1, roe
R3 npeacraenser cobow [CH 2 OR®
R&(CHgx C(= 0) OR* (CH2x C(=0)
NR®R7 wmnu  (CHo) NRBRY mMoryT bt
nony4eHbl B COOTBETCTBUM CO CXeMol 12,

CoegunHeHna XLVII, XLVIII n XLIX nonyvator,
WCMNONB3Yys B KauecTBe WCXOOHOro mMaTepuana
NPOAYKT, MOMy4YeHWe KOTOpOre OfMCaHo B
npumepe 24, no MeToOMKE, aHanoruyYHoOR
MeTOoAWKe NOMYyYeHWs NPOOYKTOB, ONWCAHHLIX B
npumMmepe 26, 16, 17 COOTBETCTBEHHO.

Hoeble 7-a3anHponel HacTosWwero
KWaobpeTeHWs nonyyawT B GCOOTBETCTBUMM G
npyvBeaeHHOR HUXe cxemol 13. Kanuidnyo conb
HOPMUNCYKLMHOHMTPWMNa obpabaTbiBatoT
NOOXOASWMM  3aMeLleHHBIM  aHWnWHOM L U1
nonyyawT LI, 310 coegmHeHWe npeTtepneBaeT
KaTanuaupyemyto oOcHoOBaHWeM LUWKNU3aUuio K
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npespallaeTcs B
1-apun-2-amMmuHo-4-unaHonuppon LIl Peakuma ¢
NoaxoaaLLmum 1,3-ankapBoHUNEHEIM
coefHEeHeM NpVYBOANT K LeneBomMy
7-azonngony LI

HWTPUNEHLIA 3amecTuTenb coeguHeHus LI,
HaxodAWwMAcH B 3-NONOXKEHNW Nerko yaansieTcs
nyTeM HarpeBaHWa ¢ cCpaTHbIM XCNOAWNBHUKOM
3-unaHocoeanHeHWs ¢ 65% cepHoi KucnoToi. B
3-nonoxeHwe BBOAAT 3aTeM Opyroi
3aMecTUTEeNb rancreHupoBaHWem WM
HMTpoBaHWEM. BoccTaHOBMEHWE HWMTPOrpynnsl
naet 3-aMMHO3aMecTHUTelb.

Mnn xe HUTpunbHaa rpynna MoxeT ObiTh
npeBpalleHa B Heobxoaumele L-rpynnsl no
mMeTodunke, onucaHHorn B Comprehensive Organic
Transformation, by Richard C.R. Lavock, VCH
Publishers, Inc. New York. New York 1989.
Hanpumep, HUTpUNEHaA rpynna MoxeT ObiTb
BOCCTaHOBIeHa JJ,MI/I306yTI/IJ'IaJ'IPOMVIHVII71
mapuooM ¢ obpascBaHWem  3-anbdervga.
3-Anbhernsl MoxeT OblTb BOCCTAHOBNEH Yepe3a

rMApPa3oH B YCINOBWAX peaKun
Bonbda-KuiHepa (KOH B ropsiyem
DVaTUNeHrnmMKone) c o6pa3oBaHneEM

coegnHenns, roe L = metun. [danee anbgerva
MOXeT BbiTb nepeBefeH B coeluHeHWe, roe L=
CH= CH, nytem pobaBneHWd ero K CMecu
METUNTPUDEHNUNHOCHOH WA opomuaa "
TpeT-0yTokCcKMAa Hatpua B TeTparmgpodypaHe

(peakuymsa Buttura). BocecTtanoeneHwe
aTMHWNBHBIX rpynn gaet L=CHsCHs n moxer
BbITh npoBefgHo nyTem

rnapobopupoBaHna-NpoToaHanaa
{J.Am.Chem.Soc. 81:4108 (1959)).

B cocoreetcTBMM CO cxemMol 13 nonywaior
CMecb W3OMepoB, KOTopas 3aTeM MoxeT ObiTb
pasfgensHa. B HEKOTOPLIX cnyqanx
npeancyTUTeNbHEIA MaoMep nonydaoT ¢ Gonee
HM3KKMM  BbIXoAoM. B aTWx cnydasx Aans
nony4YeHWa NPeanoYTUTENEHOMO U30Mepa MOXKET
BeITE Mcnons3oeaHa cxema 14. lNpomexyTouHoe
coenvHeHve LIl oBbpabartbiBaloT NOOXOLALMM
auun- wnu  apowvn-ayetoscumpoMm nubo npu
HarpeepaHn, nméo B YCNoBUNAX KWCNOro Karanusa
c obpazcBaHuem 6-rapokcucoedgnHeHra LY.
CoeauHeHve LV nepeBoaaT B
8-xnopocoedanHeHue LVI » geunaHunupyor ¢
obpasoBaHuem coefuHeHus LVIL B cnyvae,
koraa HeoGxoaumel aamecTutenu R! uHble, yem
XNOpO, XNoporpynnel MoryT GbiTe 3amMeLleHbl Ha
opyrie samMectuteny. Hanpumep, obpaboTka
coednHeHus  LVIl  anknneHbiM - peareHTom
pvHbAPa paeT coeauHeHuwe LVIII, roe RT =
ankun. HarpepaHMe ©  NepBUWYHBIM - UMK
BTOPUYHBEIM  aMWHOM  MOXST MPUBeCTH K
obpa3zoBaHUlo coeduHeHuA LVII, raoe R' =
aAMUHO.

Cxema 15 unnwctTpupyeT OpYrod NOOoxXohd K
Nony4vYeHno coeauHeHuR HacToAWero
n3otperteHusa. MNMpomexyTodHoe coeanHeHune LIl
MoeT ObiTe  oBpaboTaHo  NOOXOOALMM
alunavleTansansaernaaMankinaleranem B
YCMOBWAX KACMOTHOMO Katanuaa ¢ NonyYeHWeMm
coegHeHWA LXa wu  LXb, 7-asanHacnos,
3aMelleHHbIX B nonoxeHuax 4 u 8
cooTeeTcTBeHHO. CoegnHeHne LXa moxeT OuiTe
OKMCNEHO M-XNORCNePOKCUOEHI0RHOA KUCMOTOMR
c obpasoBaHvem N-ockcnga LXI. HarpesaHue
coegnHeHna LXI ¢ POCI 3 npuBoaut K
obpaaoBaHUo coegnHeHua Xlla, KoTopoe MOXKET
ObITb AelyaHUNUpoBaHo B coefguHeHne LXIII.

CoegnHeHue LXIV, roe R3
AMUHO3aMECTUTENb, MOXET ObiTb
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CMHTE3MPOBAHO HarpepaHvem LXI c
nogxogslWmm amuHoMm, rade R 3 = ankokoua,
HarpeBaHWeM MeTannankokcuia B npucyTCTBUM
LXIlI, roe R3 oaHauaeT apun - obpaboTKor
coeanHeHns LXII apunBopHORA KWCNOTOR B
NEUCYTCTBUM  TeTpakuc  (TpudheHnndgocdnH)
nannagua (TTPP) n kapboHarta HaTpud, U rae
R 3 = ankun, ankeHun, apankin 1 UMKnoankun,
coefnHeHne LXII| moxeT B3anmoaelicTBoBaTL C
NOOXOAAUWMM CIOBOOPraHUHECKUM pPeareHToMm,
TaKKke B npucyTeTeun TTPP.

CoefuHeHwre LXIV, roe R3 = HUTpOrpynna,
MOXKET ObITb  NONyydeHo HUTpoBaHWem LXI,
AeUMaHNNMPOBaHMEM M BOCCTAHOBIEHWEM
N-okcuga coeguHEeHWeMm TpexBaneHTHoro
doccopa, TakumM Kak TpusTundochuT.

CoefuHeHe LXb mMoxeT BuITb 3aMelleHo B
NoNoOXeHUM 6 ¢ UCNOMb30BaHWEM MeTOAOB,
OMnMncaHHbIX AnA 3amelleHns LXa.

HoBble asabeHavMmWZascnsl  HacTosAllero
u3oOpeTeHns MOryT ObiTe  MONyYeHbl, Kak
NoKasaHe Ha cxeme 16, roe R2? panauaet azor.
CoegmiHeHne L n LXV moryT BsavmogeicTeoBaTth
NpW HarpeBaHWKM B MPUCYTCTBUM OCHOBAHMWA,
HanpuMep rmapuaa Hatpud, ¢ obpaaoBaHWem
AnapunamuHa LVXI. BoccTtaHoBneHWe
HUTROIPYNNbI XOPWUACOM ONOBa MOXET NPUBECTH
kK obpasoBanud LXVIIl, koTopbld MoxeT 6biTb
nepeeegeH B LXVIII.

[TyprHbl HACTOAWErO M300peTeHns MOoryT
ObITE NONyYeHbl, Kak NokasaHo Ha cxemax 17 m
18.

CoeguHeHna L u LXIX (J. Heterocyclic
Chem. 28: 465 (12991)) moryT ©blTb HarpeTbl B
NMPEUCYTCTBUK OCHOBaHWA, Hanpumep rnapwaa
HaTpug, ¢ obpasoBaHWem coeguHeHus LXX.
HarpepaHne LXX ¢ nogxopsaweh KapGoHOBOW
KACNOTOW B MNPUCYTCTBMK  KaTanuaaTopa -
MWHepansHoW KUCMNOTEl MOXET MNPWMBECTU K
obpasoeaHuo LXXI, roe R28 . BOOOPOA, ankun,
ankeHwn, ankuHun. XnoposamecTUTeNb MOXeT
OLITk  3aTemM 3amelleH RS ¢ noenyveHuem
coegunHeHua LXXIl, ncnonbays oauH U3 mMeTonos,
ONWCAHHLIX Bhille ANA BBefeHUs R 5 npw
nonyveHun coegnHeHnsa LXIV.

Cxema 18 MoxeT 6biTb WUCNoNb3oBaHa Ans
nonyvyeHua NypuHoB, Y KOTOPLIX R 22 oanauaer
ranoreH unu ankokcua. CoeguHeHne LXX MoxeT
ObITb HarpeTo ¢ gnankunkapboHaTom, TakMm Kak
AnaTunkapboHaTtamaT c obpazoBaHnem
kapboHunsHoro coefnHeHna LXXXIII, B8 cnyvae,
ecn KOHBepCUs He JOCTaTOYHO BENUKA, BMECTO
AMsTUunkapboHaTa MOXHO MCnonb3oeate onee
peakyMoHHOCNOCOBHbIE COEOUHEHMS, TaKUe Kak
TpUxnopmMeTunxnopokapboHat unn
KapboHUNauMMuAason. XnoposamecTuTenb
MOXeT ObITb 3aTeM nepepefeH B R ¢
obpasoeaHmem LXXXIV, wvcnonesys oduH w3
MeToOoB, MPWBEAeHHbIX BhbIlWE OnNS BBEOSHWUSA
pagukana RS npu nonydveHun LXIV. HarpesaHwe
coeanHeHns LXXIV ¢ xnopokucelo cocdopa
MOXKeT npUeecTu K obpasoBaHUIo
2-xnopeonypuHa, LXXV. [Ona nonydeHus
2-ankokennypuHoB, LXXXV, coegnHeHne XXV
MoOXKeT  ©OblTb  Harpeto B MPWUCYTCTBUM
MeTannM4eckon conu cnupra R31OH, a MMeHHOo

HaTpUeBROW M Kanneeon COMU, roe
R 3! npencrasnset cobow Ci-C4-ankun.
MeTton, CUHTE3a 7-a3alHAONUHOB
HacToALero u3obpeTeHnsa nokasaH Ha cxeme 19.
Pag coeguHeHWA obWwel CcTpyKTYpPHOR
chopmynel  LXXVIIl ¢ Heobxogumbim R u
R?Z rpynnamu onucaH B W. Pandler n T.K.
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Chen., J. Heterocyclic Chem., 7:767 (1970).

OTW coefWHeHWs MOryT ObiTb OKWCMEHBI
nepkucnoTamMmun, Hanpumep
mM-XNoponepokcnbeH3onHOR KUCNOTOM, B
cynbcpoH LXXIX. CynbdoH LXXIX mMoxeT ObiTh
HarpeT B NPUCYTCTBUAW aHUNMHA M NOAXCAALLEro
OCHOBAHWA, Hanpumep HaTpusa mapuaa, ©
obpazoBaHUem auapunamuHa LXXX.
ANKUNWPOBHUE LXXX NOOXOAALIMM
3aMelleHHEIM  WNKM He3aMeLeHHBEIM  UNK
4-3amMelleHHbIM 3-GyTUHUNAOONAOM (nnu
3-6yTUHONME3NUNAaTOM)  MOXET  MNPUBECTU K
obpasoBaHuO LXXXI. LXXXI MOXKET
npeTepneBaTe BHYTRPUMONEKYNARHYIO peakuuio
Owvneca-Anbgepa ¢ obpazosaHmem LXXXII.

B page crnyvaes HectxoanmMbIA
4-3amellleHHbIA 3-6YTUHWNAOAMA, He ABnAeTCH
nerko OOCTYMHBIM WNK  HecTabuneH. B aTom
cryyae anga nonyveHusa coeguHeHna LXXXII, roe
R3=H, WnenonbayoT HeaameLLeHHbIA
3-6yTuHUNhoama.

CwHTes 5,7-guasanHaoncB  HACTOSLWIEero
naobpeteHna NokazaH Ha cxeme 20,
Heobxoonmble dopmamugmHel LXXXIIT moryT
BTk cBpaboTaHel B NPUCYTCTBMK  STOKCUMAA
HaTpua B 3TaHone C oGpaaoaaHmeM nMpuMWanHa
LXXXV. HarpesaHue C obparHbIM
XonoguneHukoMm  LXXXV B MNPWUCYTCTBUMU
POCI 3 paeT auxnoponvpumMuauH XXXV

CoeguHeHune LXXXVI MOXeT ObITb
nepeeeleHo B KapOOHWNBHOE CcOeAWHEHUe
LXXXVIl  obpaboTkod OOHWM  SKBMBANEHTOM
030Ha Npu - 78°C c obpasoBaHWeM 030HWAA,
KoTopbl nocne obpaboTkn WoaMACM HATpUa M
YKCYCHCH KUCNOTOW naet HeobxoanMoe
KapBOHWNEHOE coednHeHKe. MonyqeHne
LXXXVIl (R'=H, R2=CH5;, R'=R%8= GHj)
pas3nn4HLIMK cnocobamn onucaHo E.Basagni et
al., Bull. Soc. Chim. Fr., 4338 (1969).

MNepea peakuusamK  NpUcoeguHeHUs
kapboHunsHoe coeduHeHue LXXXVIl sawuwatoTt
obpaboTkoi 2,2-AMMETOKCANPONaHOM B
NPUCYTCTBUM  KaTaNUTUYECKOro  KonMWYecTea
kvernotel c©  ofpasoBaHMEM  coefMHEeHMUs
LXXXVIINL. CoeoMHeHre  LXXXVIII  3atem
BCTYNaeT BO B3aWMOLEHCTBME C NOOXOAALLAM
aHuMnMHoM L npw HarpeBaHWM B NPUCYTCTBUM
OCHOBAHWA, HanpuMmep ruapuaa HatTpus, ¢
o6pazoBaHuem coeMHEeH WS LXXXIX.
CoefunHeHne LXXXIX MoxKeT ObliTb NOOBEPTHYTO
LuKnusaguK, obpasys 5,7-anasanHgon  XC,
uenesoe  coedWHeHWe, rae RE = .
CoegMHeHne XC  Takke NnoneaHo Kak
MPCMEXYTOYHOe coeanHeHWe Anf NonyYeHus
coegnHeHna XCl ¢ gpyramu rpynnami R 3
HarpeBaHie XNOpOCOeLWHEHWA ¢ NOOXOSALLAM
aMUHOM naet Heobxogmmoe
ankokcucoegumHeHwe. OGpaboTka coelWHeHWs
XC (R3 =Clhc R3MgBr (R3 = ankun, apun unm
apankun), nepeBoAWUT XMNOpPOCOSAMHEHWE B
Heobxoaumoe ankun, apun Wnu
apankuncoegmHeHne XCl.

CoeWHeHWda, roe R% npegcraenaet coboto
avMmeTunrnapokeuverun, X' - doa, R' v R3 -
XNop, MOXKET ObITb NONYYEHO B COOTBETCTBMU CO
cxemolt 21. 9tun-4-ammHobeHscaTt Aognpyetca
B oMmecn MeTuneHxnopmug/soga (50:50) B
npucyTcTBMM  BukapboHaTta  HaTpMa ¢
nonydyeHem coefnHeHunsa (XCII). 3ToT npoaykt
B3aUMOeHCTBYeT € XNOPUAOM  LWaHypOBOH
KWCMOTEI, 3aTemM BTOPWUYHbIA aMUH ankuimpyloT B
COOTBETCTBMM C TEM, Kak MokazaHo Ha cxeme 1,
v nonyyawt  XCIII. CoeaonHeHwe  XCIII
obpabartoiBaor 5 skeueaneHtamu MeMgBr wm
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nony4varT HeoOXOOWMBIA  NpoayKT dhopmynsl
(XCIV).

Cxema 22 WNNKCTPUPYET CUMHTE3
coeduHeHWA cpopmynel (1), roe Y=N, Z=CR2,
R 3= CORZ CH({OH)R? unu C(OH)R2® RZ5a
3up dopmynbl (XCVI) MoxXeT 6bITb NpeBpalleH
B amug cpbopmynel (C) obpaboTkol amMUHOM
cpopmynel NH{OR?RP, rae R? n RP osHaualor
HU3WKWe ankunbl, npeumylecteeHHo Me, B
NPUCYTCTBUKM peareHTa - TpUankunanioMuHMS
(NpenmyllecTBeHHO, MeszAl) B MHepTHOM
pacTBopuTEne, NpPeMmyLLecTBEeHHO,
apoMaTWYecKoM  yImeBcAopoAe  (Hanpumep,
GeH3one) wnuv 3hupHOM  pacTBopuTerne
(HanpWmep, TeTparvgpodypaHe) Kak W3BECTHO
na ypoeHa TexHukm (J.I. Levin, E. Tuvos,
S.M. Weinreib, Synthetic Communications,
12:989-993 (1982)).

Amunapl  copmynsl (C)  wMoryT  BbiTh
npespawleHsl B KeToHbl  chopmynsl  (Cl)
06paboTKOW  NUTWACPraHUYEecKAM  peareHToMm
R2Li wm MarHUAOPraHU4YeckUM  ranounaom
R ZMgX, rae X = Cl, Br unv | B MHEpTHOM
pacTBOpWUTENE, NPEUMYLLECTBEHHO, 3MUPHOM
pacTeopuTene (Hanpumep, AUSTUMOBLIA 3hup
Wnu TeTparugpodypaH), Kak U3BECTHO U3 YPOBHSA
TeXHWKM (S. Nahm, S.M. Weinreb, Tetrahed von
Letters, 22: 3815-3818 (1981)) 1N XKe KeTOHbI
chopmynbl (CL) MoryT GbITb NONyYeHsl N3 KUCHOT
hopMynbl (XCV) 06paboTKoiA
NUTWAOPraHUYeckUM  peareHToM RBL &
NPUCYTCTBUN HeopraHWYecKo conm
(NpenMyLLIECTBEHHO ranuga nepexonHoro
metanna, Hanpumep CeClg) B adUpHOM
pacTBopUTEne, Hanpumep TeTparnapodypaHe,
KaK M3BECTHO W3 NpejllecTBYIOWEro YpoBHA
TexHuikn (Y. Ahn ©n J. Cohen. Tetrahed von
Letters, 35: 203-208 (1994)). Mnu xe adupbl
chopmynbl XCV| moryT GbiTb HENnocpeaCTBEHHO
npespalleHHele B keToHsl dhopMynsl XCVIIl no
peaku ¢ MUTUAOPTaHUWYECKUM  pearsHToM
R 2% unu opraHoMarHvdranooM R259MgX,
rae X = Cl, Br unu | B MHEpPTHOM pacTBoputene
(NperMyLLecTBEHHO, B 3chUPHOM pacTBoOpUTEne,
TakoMm KaK ONSTUNOBLIA achmp Wnu
TeTparmgpodypaH) B MHTEpBane TemnepaTyp oT
-100 po 150°C, npeumylwlectBeHHo -78 -
80° (J. March, Advance Organic Chemistry
(New York: J. Wiley and Sons, 1983), pp.
433-434). KeToHbl hopmynbel (XCVIII) MoryT BeiTh
npeepalwleHsl B cnupTel dopmynsl (XCIX) ¢
peakunei c NUTUAOPraHUHECKAM
peareHToM  R2%aj unu  opranuiranuoom
R25aMgX, roe X = Cl, Br vnn | B MHEpTHOM
pacTBopuUTene, MNpPeuMyLIecTBEHHO SUPHOM
pacTBOpWUTENE, TakoM Kak AWSTUMOBLIA 3chup
WnK TeTparnapodypaH B WHTEpRane TemnepaTyp
oT -100 pgo 150°C, npeumyLlecTBEHHO
-78-80 ° (BbllenpuBeaeHHasn cobinka March, pp.
434-435). Mnn ke scupsl dopmynsl (XCVI)
MOryT OblTb NpeBpaleHbl B CnMpThl hopMy b
(XCIX) peakynel ¢ NUTUAOPrAHUYECKUM
peareHTom RZ5a | WInn
opraHomarHuaranaom R2%aygx  rpe X = ClI,
Br, | B WHEPTHOM pacTeopuTene
(NperMyLLecTBEHHO SUPHOM  pacTBopuTene,
Takom Kak OWSTWMOBLIRA acoup WK
TeTparmgpodypaH) B MHTEpBane TemnepaTyp oT
- 100 po 150°C (mpeumyliecTBeHHo -78 -
100 °C) npenMmyLLEeCTBEHHO, UCNONMb3YS U3DLITOK
ﬂVITI/IVIOpFaHI/IHECKOFO peareHTa
(BbilenpuMBeeHHas ccobinka  March,  pp.
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434-435). B arom nocrnegHeMm  npuMmepe

R25- R2%a KaroHbl chopmynel XCVIII moryT
BbITe NpeBpalleHsl B onupThl hopmynel (C)
06paboTKolA BOCCTAHOBUTENEM B MHEPTHOM
pacTBopuTENe.

MoaxodswMe BOCCTAHOBUTENW BKITKOMAOT
(HO He orpaHW4MBaOTCA STUM) anOMOrMAPUaLI
LENOYHbIX MeTarnnos, NpeumMyLLecTBeHHO
anwoMornapyua nutug, Gopernapuasl WenodHbIX
MeTannoe  (npenmMyliecteeHHo, Gopormapua
HaTpus), TPUanKoKCHamOMUHUATAPUABI
LLENOYHbIX MeTannoB (Takue, KaK
AunscbytTunanioMuHuiirnapna), GopaHbl,
anankunoopadel (TakMe, Kak gnnaocamunéopan),
TPUanKUNBopruapuabl  LenoYHbIX — MeTannos
(Takne, Kak TpuaTUnBoprnopua  nnTKA).
VIHepTHLIE pacTBOPUTENK BKIHOYAOT  HU3LWKWE
ankurnoBsble cnupThl, cogepalime oTf 1 go 6
aTOMOB  yrrmepoda, SdUpHble pacTBOPUTENN
(Takne, Kak OM3TUNOBLIR achup WK
TeTparngpodypaH), apomarudeckmne "
HeapoMaTWJecke YrneBoaopoas!, cojeprallue
oT 6 go 10 aTtoMoB yrnepoga. Temnepartypa
peakuMX BOCCTAHOBNEHWA NeXWUT B MHTepBane
oT -78 no 200°C, npeumyliecTBeHHo oT 0 go 120
°C. Bbifop BoccTaHaBNMBAOLWEro areHTa W
pPacTBOPUTENS W3BeCTeH cneuuanicTam W
OnUcaH B I'IpMBe,D,eHHOI?I Bblllle CCblNKke Ha pa60Ty
March, Advanced Organic Chemistry, pp.
1093-1110.

CoefmHeHna copmynsl (1) Take MoryT BbITh
nonyyeHsl NO MeToAMKe, NOKa3aHHOW Ha cxeme
23. CoegunHerue dopmynel (Cl) (opmyna |, rae
Z = CR% Y =N, R® = (CHR™),CN) wmoryt
B3aUMOJeNCTBOBATE © Aa3MaoM  HaTpus U
XNOpPWACOM aMMOHKA B NOMSIPHOM pacTBOpUTEne
NpW BLICOKOW Temnepatype (NpeumyLLecTBeHHO

70-150°C)y ¢ obpa3oeaHWeM  TeTpasona
copmynel  (Cll), kak onucaHo paHee (R.N.
Buttler, Tetrazoles, in Comprehencive

Heterocyclic Chemistry: A.R. Katritzky, C.W.
Rces, Eds.; New York: Pergamon Press, 1984,
pp. 828-832).

Takve nonsApHble pacTBOPUTENW  MOryT
BKMOYATL AvankundopmaMmmisl
(npeumyuwiectBeHHo N N-gumeTwvndopmammng),
anankinauetamuabl (npermyllecteeHHo N, N-
JumMeTunaletammna), LUMKNnHecKne aMuapl
(MpeumyLllecTBeHHO N-mMeTunnMpponuaoH),
avankuncynscokcuas! (MpermyLLecTBEHHO
anmetunncynsdokena) u gnokcaH. CoefHeHne
chopmynsl (ClI) (dbopmyna |, rae Y = N, Z =
CR 2, R® = COCHz) MoxeT 6biTb 0BpaboTaHo
ranoreHUpywLum  areHToM B UHEpPTHOM
pacTeopuTene ¢ o0OpasoBaHUWEM ranoKeToHa
topmynel  (CIV).  Takue rancreHupyowme
areHThl BKIOYAOT 6pom, xnop, Aoa,
N-ranocykunHuMua, HanpuMep
N-6pomocyKUMHUMUAE!,  N-ranodprtanamMuasl (B
TOM yucne N-BpomodTanamua) unu
N-TeTpasamelleHHble NepbpoMnabl aMMoHUS (B
TOM 4Mucne nepbpoMua TeTpasTUNaMMOHWUS)
{BbilleyKa3aHHaA ccoifka - March, Advanced
Organic Chemistry, pp. 539-531; S
Kajigaeshi, T. Kakinami, T. Okamoto, S.
Fujusaki. Bull. Chem. Soc. Japan, 60:
1159-1160 (1987) m T. Okamoto, S. Fujisaki,
Bull. Chem. Soc. Japan 60:1159-1160 (1987))
N npuBeAeHHble TaM  CChINKW.  WMHepTHble
pacTBOPUTENN BKIIOYaoT HUW3LWne
yrneeofdopodbl, codepxaliue ot 1 go 6 atoMoB
yrmepoga W or 1 go 6 arcMoB ranoreHa
(NMperUMyLLLecTBEHHO AnxnopmeTtaH ]
OuxrnopsTaH), OMarnkunoBsie adhuphl,
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cofepxawmne or 4 go 10 atomoB yrnepona,
LMKNuyeckne achupel, cogepxawme ot 4 go 10
aToOMOB yriepofa (NpenmMyLLecTBEHHO ANOKCaH)
W apomaTuYecKMe YIMeBOJOPOAb!, CoaepKallne
oT 6 Ao 10 atomoB yrnepoda. [anNoOKeTOHLI
chopmynel (CIV) moryT 6biTe nNepeBefeHbl B
nmuaasonesl copmynsl (CVI) nytem obpaboTkm
dopMaMuoM C  MCnonb3oBaHWeMm unu  6ea
MCMNOMb30BaHWA MHEPTHOIO PacTBCOPUTENA, Kak
onucaHo paHee (H. Brederick, G. Theilig,
Chem. Ber. 86-88-108 (1953)). C Apyroi
CTOPOHLI, KeToHbl hopmynsl (ClI) moryT BbiTb
nepeseneHsl B aMuasl-BuHANOrK (CV) peakumner
c N, N-OU(HN3W KA ankun)-chopmamug,
AN-(HU3LLIKWIA ankunaudertanm (Hanpumep,
N,N-anmeTundpopMaMmoouMeTiAnagetTanaem) Unu
peareHToM [onbja  (OUMeTUNaMUHOMETUNEH-
OMMeTUNaMMOHUAXNopUA) B WHEPTHOM
pacTBOpUTENE € WCNONbL3oBaHWEeM Wnu  Oe3
WCMOMb30BaHWA OCHOBaHWS, Kak ONWcaHo paHee
(4. T. Gupton, S8.S. Anrew, C. Colon,
Synthetic Communications, 12. 35-41 (1982),
R. F. Abdulla, K. H. Fuhr, J. Organic Chem.
43: 4248-4250 (1978)).

MopxopawMe WHEepPTHblE  pPaCTBOPUTENMW
BKMHOYMAKOT  apoOMaTUYECKMEe  YIMEeBCAOPOAbI,
cogepawe or 6 go 10 aromoB yrnepoda,
HW3LLWe anKWnoBble CNUPTEI, codepxalve oT 1
Jo 6 aToMOB yrmepoda, AnankinoBble adguphl,
cogepxawmne ot 4 go 10 aTomMOB yrnepoja M
Luknudeckme admpsl, cogepkallne ot 4 o 10
aTOMOB yrnepoja (NpeuMyLLecTBEHHO LUOKCaH).
Mogxopawne OCHOBaHWA BKMKOYAKT TPETUYHLbIE
amWHbl,  TMApWObl  WENOuYHBIX  MEeTanniocs
(NperMyLLEecTBEHHO rmapua, HaTpKa),
apoMaTUYecKMe  amuHbl,  (NPEeUMYLLECTBEHHO
MMPUANH) KN KkapboHatsl WM anKkoKcuab
WenodHbIX Metannos. BuHMNOrM4Hble amuabl
(CVI) moryt BeCTynars B KOHZeHcauuw
rMAPa3nMHOM B WHEpTHOM pacTBopuTene ¢
o6pazopaHMeM NUpas3onoe chopmynel (CV), Kak
onucaHo paHee (G. Savodnick, Chemische

Zeitung, 101:161, 1977, J.V. Greenhill,
Chem. Soc. Reviews' 6. 277, 1977).
Mogxodsau e WHEpPTHbIE pacTBoOpUTENN
BKMOYAKT  apoMaTuyeckWe  yrmeecAopodbl,

copgepawme ot 6 go 10 aromoB yrnepoga,
HU3LLWE anKunoBble CNUPTEl, codepxalme oT 1
Jo 6 aTOMOB yrmepoda, OWankunoBble aupkl,
copgepawme ot 4 o 10 atoMeB yrnepoda vnu
LUKnuyeckme aupsl, cogepxallme ot 4 o 6
aToMoB yrnepoga (MperMYLECTBEHHO AWOKGaH).
MypuHel 1 8-a3a-NypWHbl  HacTOALWEro
M306peTeHnss MOryT BhbITb Merko NomyyeHs! npuw
WCMOMb30BaHWKM  METOAOB, MOKasaHHLIX  Ha
cxemax 24 un 25 lMypudbl (CXI) nonydawoT wn3
COOTBETCTBYILMX 3aMelleHHbIX MAPUMALMHCB
(CVII). TpuaameleHHbIe TMAPOKCUTTMPUMUONHGI
HUTPYIOT B CTAHAAPTHBIX YCMNOBUSX G AbIMSALLEA
a30THOM KWCNOTOMN. Mocnegywwmne
NpeBpalleHns  MMOPOOKCUCOSAMHEHMA B
XNoprnpousBogHele depes obpabotky POCIs,
BOCCTaHoOBeHWe HWTPOrpynnbl
NOPOLIKOCOPa3HLIM ~ KeneaoMm B YKCYCHCH
KicnoTe M MeTaHone  NpuvBOAAT K
aMuHonupummuguHy  (CIX). CoegumHeHuwe (CIX)
B3auMofercTeyer c COOTBETCTBYHLLIMM
3aMelleHHbIM  aHWIMHOM B MPUCYTCTBUK
OCHOBHOrO  Katanuaatopa ¢ obpasoBaHuem
aMuHonMpuMuamMHa  (CX),  KoTOpbld  3atem
nepesoasdT B UeneBOW nypuH (CXI) nytem
peakuuy ¢ TPUITUIOPTOOPMUATOM B YKCYCHOM
aHrnapuae. Mcnonbsyd B Ka4ecTBe WMCXOLHOIO
coeduHeHUa CX, ueneBoi 8-aza-nypuH MOXeT
ObITe NonydYeH peakuwed ¢ HUTPaToOM HaTpUA B

27153494 C2

RU



revesie NAH

[ARS)

YKCYCHOM KucrnoTe.

Ecrv R3® nypuHa npefcraBnser coGoi
rpynny xnopo, To aTa rpynna ganee MoXeT ObiTh
nepesedeHa B Apyrod samecTurenb R®, kak
nokasaHo Ha cxeme 25. CoeguHenue (CXII), roe
R3 paBHO Cl, B3IaUMOASHACTBYET C HYKNeOgMIom
B MHepTHOM pacTBopuTene unu 6e3 Hero npwu
Temnepatype ot 20 ao 200°C ¢ obpasoBaHuem
8-asanypukHa (CXIII). AHanorndyHsiM o6pasom
rpynna R® cooTeeTcTBYIOWErS 3aMeLleHHOro
nypuHa (CXI) moxeT ObITs NepeBeeHa B OpYryio
dyHKUMOHANBHYIO  rpynny ¢ obpascBaHueMm
nypuHa (CXIV), cogepxawerco HeobxoAUMBIRA
3aMecTUTenb. AHanorndHo, ecnv R sensetca
rpynnoi xnopo, oHa MoxeT BbITk NpeBpalleHa B
Opyrylo  pyHKLWMOHaMBHYO  rpynny  nyTem
peakuMn G Noaxomswum  HYKNeodunom.
Mooxodawme Hykneodunsl BKIHOYAKT aMUHO,
TMMAPOKCK N MepKanToCoeguHeHNA 1 X COMnn.

CoeauHeHuna copmynel (1), roe J, K nivnn L
paBHO N, Takve kKak (CXXVID, (CXXVIIY,
(CXXIX), (CXXX), nony4yalT B COOTBETCTBUX CO
cxemamm 26 N 27. CUHTE3 reTepouMKNoBR ¢
HU3LLer KONbLEBOK CUCTEMOM,
COOTBETCTBYOWUX dopmMyne |, nokazaH Ha
cxeme 26, 2.4-flurmapo-5-  HUTPONUPUMUANH
{CXV) cHavana npespallarwT B
OWXnopocoeauHeHWe (CXVI) obpaboTKOH
POCI 3. CoeanHeHne (CXVI) aateMm NepeBogqT B
cMMMeETpUUHbIe BUc-3amelleHHBIe NMMPUMUANHEI
(CXVI) n (CXVIIl) nyTeMm B3auMOOeWCTBUSA C
nogxogsawmmmn MR 5y MX, cogepxawmMm
rpynnsl MR® u MX COOTBETCTBEHHO, rAe M -
aTtoM Metanna. [oHATHO, YTO coeduHeHWUs
copmynel |, roe R5 u X umeloT To xe camoe
onpefeneHve, OTHOCATCA K  MNpedMeTy
HacTosiIWero u3obpeTeHWs. MeTod nonyyeHus
HECUMMETRPHUYHBIX BWC-3aMeLlLeHHbIX
coegnHeHuiAd (CXIX) n {CXX) aaknovaetcs B
obpaboTke (CXVI) SKBUMONAPHLIMA
konuuecteamy MR® 1 X n nenyyeHun
CTaTUCTUMECKOW cCMeck npofgyktoe  (CXVII,
(CXVII, (CXIX), (CXX), KoTOpble MOIYT GbiTh
OuMLLEHEl NO KM3BECTHLIM METOAWKAM, TaKUM Kak
nepekpucTannnsaunusa Unm xpomMaTtorpacus.

CoeAnHeHUs HacToAlWero WaobpeTeHus
(N-NpUMUaMHO-N-ankun) amUHONMMPUMALUHBI
nonyvawT B COOTBETCTBUM CO CXEMOA 27.
Mooxodsiw e 3aMelleHHble
2-TtnapokennpiMmuanHel (CXXI1) npespawawT B
2-XNopoNnMPUMNLNHbLI (CXXI)  obpaboTKoi
PQCI 3. [MpomexyTodHele  (N-NAPUMUONHO)
aMUHONUPUMUGKHBL, (CXXII), (CXXIV), (CXXV) n
{CXXVI]) nonyvawT nytem obpabotku (CXXI)
nogxogawmm  S-amuHonupmuanHom, (CXVII),
(CXVII, (CXIX), (CXX) COOTBETCTBEHHO B
NMPUCYTCTBMM QOCHOBaHMA, Takoro kak NaOH.
MpocToe  ankMnWpoBaHWe  aMWHOrPYNn B
coegnHeHuax  (CXXID, (CXXIY), (CXXV),
{CXXVI]) nyTem o06paboTku RY w rmapuaom
HaTpus nNpuvBoAMT K 0oOpa3oBaHWUIO UeneBbIX
(N-nnpuMmngnHo N-ankun) aMUHONUPUMUOMHOB,
(CXXVI, (CXXVI, (CXXIX), (CXXX).

{N-retepoumkn-N-ankmn) ammHoONnMpUMuaOnHbI
M (N-reTepouukn-N- ankun) amMMHOTPUA3WHLI
HacToAWero m3oOpeTeHWss nomyqalwT B
COOTBETCTBMM CO CXemoWl 28. [pOMEILWLMIEHHO
OOCTYMHbIE 3aMelleHHble reTepounknsl (CXXXI)
mMoryT 6biTb BpOMWMPOBaHEI G WCMOMb3OBaAHWEM
TeTpasamelleHHOro amMMOoHWMATpubpoMuaa,
NpeuMyLLecTBeHHO
BeHanNTpuMeTUNnamMmmMoHninTprbpommnaa
(BTMABr3), obpasyd COOTBETCTBYIOWKWE
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o-6pomoamuHoreTepounknel  (CXXXII).  Takue
peakuuy NpoTeKaloT B MHEPTHOM pacTBOpUTEnNe,
TakoMm Kak HU3LLWe CnupTHl unu
ranoyrneesogopoAsl, copepxawwve ot 1 go 4
aToMOB yrnepoda v oT 1 Ao 4 aToOMCB ranoreHa
B TMPWUCYTCTBMM OCHOBAHWA, TaKoro Kak

kapGoHaTbl LEeNouHbIX nnu
LWEeNoYHO-3eMeNbHEIX MeTannoB. CoedUHeHWs
(CXXXIN) 3atem B3aWMOeACTBYHOT c
3aMelleHHLIM  MUPUMUOUHOM WK TPHUASKMHOM

(CXXXIN, obpasysa (N-reTepouuK)
aMUHONUPUMUOWUH (CXXXIVa) nnu
(N-retepoumkn)  amuHoTprasnH  (CXXXIVD),

(CXXXIVa wnu b), panee ankunupyror B
NPUCYTCTBUW OCHOBAHWA W NoMydatoT UeneBoi
(N-retepoumkn-N-ankun) aMmHoONUpUMUanH
(CXXVa) nnu {N-reTepoumkn-N-ankun)
amuHoTprasmH (CXXXVb) cooTBeTcTBeHHO.

Huxe coeauHeHun HacTosawero n3obpeTeHus
M UX CHHTE3 NPOoMMNHCTPUPOBaHEI NPUMEPAMM.
Bo Bcex cnyyasx BenWuMHa Temneparypol
npueedeHa B rpagycax Lienbcus.

Mpumep 1

(2-Bpomo-4-meTundeHun)-N-metun-4,6-gumeTn
N-2-NMpUMUOMHAMAH.

YacTb A. K 4. 6-gUMeTHn
2-rnapoKcHunpuMuanyy (37,1 1), oxnaxgeHHoMy
Ha nepgaHol GaHe, medneHHoO pobGaenawT
POCI 3 (60 mn), cMeck nepemelumneatoT npn 0°C
B TeueHue 15 MWHYT W HarpeBaloT ¢ o6paTHLIM
XONOOUNBHUKOM B TedeHWe 23 vacoe. CMecH
[aloT OXNagnTeCca OO KOMHATHOKW TemnepaTtyphl,
MedNeHHO BLIMMBAIOT Ha nef W sKeTparkpytoT
AON3TUNOBEIM 3UpPOM (20x100 MI).
OfbegWHEeHHEIE 3MUPHEIE CMNOUM BLICYLIMBAKOT
Haf cynbdarcM MarHWa W KOHUEHTPUPYT B
BaKyyMe, nonyyakwT 6enoeatoe KpUcTanimy4ecku
TBEepooe BewectBo (19,77 ). OcraBlWmMiAcA
NPCAYKT NOABepraloT 3KCTPakUWK, WCnonbays
AWaTUNOBLIA adup, B TedveHue 195 4 ang
BblASMNeHUs  ACMNONHWTENBHOMC  KOnWuecTBa
0enoBaToro KpucTanMyeckoro eelectea (3,53
r nocrne KoHueHTpauuyn. CymmapHbIA BbIXOL,
2-Xnopo-4,6-guMeTUNIMpUMMUOMHA  cocTaBnseT
23,311 (85%).

YacTe B. K pacTtBopy npoaykra, nonydeHue
KOToporo onucaHo B 4acth A (20 1), B
ATUMNEHITINKONEe {80 mn)  gobGasnawT
2-bpomo-4-metunaHmnmH (26 1, 1 8KB) U
HarpeBaloT CMect ¢ 0BpaTHLIM XONOAWNEHWUKOM
B TeudeHve 4.5 4. [locne oxnaxgeHWa OO
KOMHATHOW TewmnepaTypbl CMeChb pasfensior
mexay sogoi (200 mn) u sTunauetatom (3 x 100
mn).  CoednHAOT  sTMNaueTaTHele  Crow,
NPOMBIBAIOT COMSIHEIM PACTBOPOM, BICYLWLIWBAKOT
Haf cynehaTtoM MarHus, KOHUEHTPUPYHT B
BaKyyme W nonydYaloT TBepAoe KOpWYHeRce
BelWecTBo (4,92 ). JTOT nMpoAyKT 3aTtem
ouMLIalNT  Ha KOMoHKe G cunukarenem-60,
WCNONb3ya B Ka4vecTBe sMioeHTa 25% pacteop
sTUnaueTata B rekcaHe. [IpOMEXYTOUHBIA
NpoAayKT,
N-(2-6pomMo-4-MeTundeHun)-4,6-AMmMeTUn-2-np
WUMUOMHAMUH (3,29 ) nonyyvarT B BUAE NerkMx
PERKEBATO-KOPUYHEBBIX  KpUCTannoB  (BbIXCA
80%).

Yacte C. K npogykTy, NonyYeHue KOTOpPOro
onnMcaHo B Yacth B (1,0 1), B CyxXom
TeTparngpodypaHe (40 mn) gobaenawt TpeT-
ByTokcna, kanua B 2-meTtun-2-nponadone (1,0 M,
6,8 mMn) 1 rogometaH (1,0 Mn, 5 ske). CMeckb
nepemMellMBalOT B TeusHWe 72 4acoB npu
KOMHaTHOW Temnepatype. [Mocne pasgenedHuvs
Mexgy Bogod (50 mwmn) K sTMNAueTaToM
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{2x100mMn), sTUNaueTatHble Cnon o6beanHAKT K
NPOMBLIBAIOT COMSAHEIM PACTBOPOM, BbICYLLIMBAKOT
Haf  cynmbatoM  marHia W nocne
KOHLEHTPUPOBaHUA B Bakyyme rnonydaior
*enTyk xnagkocTb (1,06 r). Mony4eHHbIR NpogyKT
ouMlIalT Ha  KOMOHKe ¢ cunukarenem-60,
ncrnonb3ya B Kadectse snoeHta 15% pacteop
sTUnaueTarta B rekcaHe. YKasaHHOe B 3arnaBuu
coefuHeHve, B BuAe cBOBOJHOMO OCHOBAHWSA,
nonyyalT B BUAES MNNOTHOW KENTOW KWAKOGTW
(0,89 r, 85% BbIXOA). DNEeMeHTHbIA aHanua:
Bbliumcneno ans G q4H1gBr N3, %: C 54,92, P
527, N 1372, Br 26,09 HalgeHo, %: C
54,61, H 5,25, N 13,565, Br 26,32.

MMapoxnopua nonyqarT AelcTereM
HeapogHoOro XNOPUCTOTO BoAoOpoda B
OWSTUMOBOM acbmpe, T. nn. 120-121°C.

Mpumep 2

N-(2-BEpomo-4-(1-metun-atun)deHnn)-N-met
Wn-4,6-4MMeTUN-2-NMPUMWUIUHAMIH.

YacTe A. Cmecb NpoaykTa, ONUCaHHOMO B
npumepe 1, vacte A (2,01 r, 14,01 mmons),
2-6pomo-4-(1-meTunstun) aHunuH (3 r, 14,10
MMOIb) B aTUNeHrnukone (20 mn) HarpepawT ¢
obpaTHBIM XONOAWNBHUKOM B TeveHre 1,5 vaca.
Mocne oxXnaxgeHwa ao KOMHaTHOWR TeMnepaTtypbl
W pasjeneHua Mexay sTunaudertarom (200 mn) u
BOHbIM pacTBOPOM rMapookucik Hatpwsa (1 M, 50
M) OpraHUYecKWMin CNOM NPOMBIBADT COMNAHBIM
pPacTBOPOM W KOHUEHTPUPYIOT B BaKyyme.
MonydeHHbIA ocTaTok XpomaTorpadupyloT Ha
cunukarene, ucnonbsysa 5% pacTteop sTunauetar
B rekcaHe " nony4atoT
2-N-(2-6pomo-4-(1-MeTunaTun)beHun)-4 ,6-
OUMETUNNUMPUMUAANHAMUH (3,28 T).

YacTte B. lMpogykr, nonyueHHeIA B vactm A
(1,64 r, 5,12 mmons), obpabaTtbiBaloT rMapuacm
HaTpua (60% B macne, 0,41 r, 10,25 mmonk) B
TeTparmgpodypaHe (10 mn) npu 25°C B
TedeHve 15 MuH 1 pobaengawoTt wogometaH (0,82
mn, 13 mmonb). CMEChb NepemellnBaoT npu
25 °C B TeyeHWe 90 YacoB W pasnoenaloT Mexay
atvnayetatom (100 mn) W Bopoi (30 wmn).
BoaHbIA CNOR SKCTPArMpyrT AONONHUTENBHBIM
KonuyecTBOM  sTWNauetata (60 mn)
obbenHeHHbIe opraHudeckue 3KCTPaKTLI
MpPCMBIBAIOT COMSIHEIM PACTBOPOM, BLICYLWLIWBAKOT
W KOHUEHTpWUpyloT B  Bakyyme. OcTartok
XpomaTorpachmpyloT Ha GUnUKarene, UCNonbLays
8% pacTteop asTMNaUeTaTa B rekcaHe, W
nonyyakT ykasaHHOe B 3arnaBuK coefWHeHUe
(1,4 1) B Bnae ceobogHOro OCHOBaHMS.

CeobogHoe OocHOBaHME pacTBOpAT B adhMpe
(10 wmn) wn obpabarbiBaloT  PACTBOPOM
BesgogHoOroc xnopucToro sojopoda B sdupe (1
M, 6 mn). BeinaBwWiA ocagok cobupalT W
BLICYLUMBAKT B Bakyyme (T. nn. 163-164°C).

Mpumep 3

N-(2-Bpomo-4-aTiundeHnn)-N-metun-4,6-aum
ETUN-2-MUPUMUANHAMAH.

YacTb A. 2-bpomo-4-aueTunavetaHunug (2 r,
7,81 MMOMb) pPacTBOPAKT B TPUMDTOPYKCYCHOR
kucnote (20 mn) M 4o0BaBMAKT TPUITURCKMMAH
(2,8 mn, 17,5 mmone). Cmech pasorpeBaeTcs U
ee nepemelunpaloT 6e3a oxnaxaeHws 4 daca.
3aremM peakUMOHHYO CMecb noflenaqmsaioT
koHY. NHsOH 1 NaHCO3 1 skeTparmpytor EtOAC
{2x100mn). OpraHuueckre SKCTPAKTEI
06beNHAIOT, MPOMEIBAIOT COMAHBIM PACTBOPOM,
BbICYLLUWMBAIOT W KCOHUEHTPUPYIOT B Bakyyme.
YucTtoTta ocTaTtka > 90%, A ero
HenocpedCTBEHHO WMCMONBaYT Ha chnedyrollen
cTagnu.

YacTk B. Menonkaya npogyKkT, nonyJyeHHsId B
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23

dactu A, 1 MeToAWKy, ONUCaHHYIo B npumepe 1,
nonyyawwT ¢ XOPOWWM BbIXOAOM  Leneeoe
coefuHeHne.

Mprmep 4

N-(2-Bpomo-4-(1-meTunatun)dpeHmnn)-N-stun-
4-mopHOnNUHO-B-MeTUN-2-NUPUMULNHAMKH.

YacTb A Cmeck
2, 4-guxnopo-6-MeTunnupumMuanHa (4 r, 254
MMOnNb), MopdonuHa (2,14 1, 24,54 mMonb) K
N,N-aumsonponunstunammHa (4,52 mn) B
sTaHone (60 mn) nepemewnBaoT npu 0°C B
TeueHue 3 uacos, npu 25°C B TeueHWe 24 yacoB
C nocnegylowmm HarpeBaHueM ¢ obpaTHbIM
XonogWnbHUKOM B Te4deHue 1 yaca.

Mocne BakyyMHOrC  KOHLEHTPMPOBAHWA
OCTaTOK Pa3genalnT Mexay atunaueraTom (200
M) X BOOHBIM PAcTBOPOM MMOPOCKNCK HaTpKa (1
M, 50 mn). OpraHWyeckWid Cnoid NpoMbIBaKOT
BOAOR W CONSHBIM PACTBOPOM W BhICYLLMBAOT,

KOHLUEHTPUPYIOT B BaKyyme. OcTaTokK
NepeKpUCTaNNU3OBLIBAIOT u3 cMecH
aTunauetar/rekcaH u nonyyaoT

2-XNopo-4-MopdONUMHO-6 METUNNUPUMWOWMH (3,8

r).

Yacts B. Tlpoaykr, nonyueHue KOTOPOro
onucaHo B vacth A (1 r, 4,67 MMmonk), W
2-0pomMo-4-(1-MeTUnaTun) aHunuH (1 r, 4,67
MMOIb) HarpeBatoT ¢ OBpaTHLIM XCNOOUITBHUKOM
B 3TUNeHrnrkone (6 mn) B TedeHWe 1,5 vaca.
Mocne oxnamaeHWA CMechb (PaKLNOHUPYIOT
Mexay stunadetatom (100 mn) M BOAHbIM
pacTBCPOM MMAPOOKUCKH HATpKMd (1 M, 200 mn).
OpraHn4ecknin - Cnoid  NpoMbIBAKOT  BOOOW U
COMAHBLIM  PacTBOPCM,  BLICYLUMBAKOT WM
KOHUSHTPUPYOT Ha POTOPHOM  WUCnapuTene.
OcTaToK XpomartorpadupyoT Ha cunukarene,
nenonb3ya 25% sTunauetar B rekcaHe W
nony4arT
2-N-(2-6pomMo-4(-1-MeTUNSTUN)DEHUN)-4 -
MophonMHo-6-MeTUNNUpUMUanHaMuH (1,5 ).

Yacte C. T[poaykT, nonydyeHue KOTOpOro
onucaHo B Yacth B (1,0 r 2,56 mmons),
obpabarTeiBaloT rugpuaom Hatpua (60% B
macrne, 0,15 r, 3,75 MMOING) B
TeTparmgpodypade (10 mn) npu 25°C B
TedeHWe 20 MUHYT, 3aTeM gobGarnsioT WoasTaH
(0,32 mn, 4 mmonk). CMeck nepeMellMBaloT Npu
25°C B TeyeHWe 24 4YyacoB W HarpeBalwT ¢
obpaTHBIM XONOAWNEHUKOM B TeYeHne 5 Yacos.
Mocne pasgeneHua Mexay stunaudetarom (100
M) W BodoW (20 mMn) opraHA4eckWA cnon
NPCOMbIBAIOT CONSAHLIM PACTBOPOM, BLICYLLWMBAKT
W KOHUeHTpWpyloT B Bakyyme. Ocrartok
XpomaTorpachpyioT Ha cunukarene, UCnonbays
12% sTunauetar B rekcaHe, W nomyqaioT
yKasaHHoe B 3arnaBuvK coefuHeHwe (0,94 1) B
Bhge CBOﬁO,D,HOI’O OCHOBaHWA.

Conb-rnopoxnopua BeilLeykasaHHoro
COeAVHEHUA NOMYYalT, PacTBOPAS BblaeneHHbIA
npodykT B scupe (10 mn) n obpabaTeiBagd ero
B6e3BO4HEIM XNOPUCTLIM BoZopcAoM B adupe (1
M, 4 mn). BreinaBwuWiA ocagok cobupakT wu
BbICYLUMBAKOT B Bakyyme (T. nn. 218-222°C).

Mpumep 5

N-(2-Bpomo-4-(1-mMmeTunatun)dpeHnn)-N-atun-
4 -6-AUMeTUN-2-NMUPUMUANHEMUH .

YacTb A K pacTBOpy
2-6poMo-4-(1-meTunaTun) aHunuHa (6 r, 28,2
MMOnNb) U uMaHamuga (4,7 1, 112,08 mmons),
pacTeOpeHHblX B atvnaudetate (100 mm) w
ataHone (13 wmn), pJobaendwT pacTBOp
XnopucToro Bogopoga 8 sdumpe (1 M, 38 mn, 38
MMOIb), M CMeCb MepemellnBaloT npu 25°C B
TedeHWe 1 vyaca. ObbemM pacTBopa YMeHbLawT
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anctunnauyerd o 75 mn. Octatok HarpeealT ¢
o6paTHBIM XCMOAWIBEHUKCM B TedeHue 3 4acoB K
nocne oxnaxaeHud nobasnawt apup (120 mn).
MonyqeHHbIA ocagok,
2-6pomo-4-(1-MeTUnaTun)peHnnryaHuanHuin
rmgpoxnopug, cobupawT 1 BeicyweakT (10,4 1)
1 3aTeM WCMONbL3YT B JaNbHEeRLWWMX peakymnax
Bes 4ONONHUTENbHOW OYUCTKM.

Yacte B. Cwmecb npopykra, nonydeHve
KoTCporo onucaHo B 4Yactm A (50 r; 13,47
MMOnbe), KapboHata kanua (1,86 r, 13,47
MMOnb) W 2 4-neHtaHaumona (2.8 wmn, 27,28
mMons) B N N-gumetundopmammuge (35 mn)
HarpeealoT ¢ OOpaTHbIM  XOMOAWEHWKCM B
TedeHWe 24 vacoB. [locne oxnaxoeHUs
PEaKUMOHHYIO CMeck  pasfensioT  Mexay
atvnaletatom (120 mMnN) ¥ BOAHBIM PacTBOPOM
rMAPOOKMCK HaTpWA. BoaHbIA cnol akcTparvpytoT
OOnNonHWTENbHBIM - KONKMYEeCTBOM  3TUNaLeTaTa
(120 mn), M ©ObedMHEHHbIe OpraHUYeckme
KCTPAKTEl  MPOMBIBAKOT  BOAOW, COMAHLIM
PAcTBOPOM, BLICYLUMBAKOT W KOHLUEHTRUPYKT B
Bakyyme. OcTaTok XpomaTorpadupyloT  Ha
cunukarene, asnwoupya 8% sTunauetatoMm B
rekcaHe, " nony4arT
2-N-(2-6pomo-4-(1-meTnstun)cheHun)-4 6-
OUMETUNNUPUMUAANHAMUH (3,37 ).

Yacts C. lMpoayKT, BblAeNeHHbIA B YacTu B
(3.0 r, 9,37 ™MMONb), ankunMpylT MAPUACM
HaTPUS M AOQOSTAHOM B TeTparsgpochypaHe no
MeToOMKe, aHanorm4HOR CNUCaHHOW B npumMepe
4, yacTe C. YKasaHHOe B 3arfnaBuvM coeguHeHue
BblAensT B BUAe ceoboaHoro ocHosaHua (2,88

r).

Conb-rnapoxnopus nonyyarkT no Metoguke,
aHanormyHom MeToOuKe, ONACaHHOW B Npumepe
4, necnonb3ys XNOpUCTHIA BoAopoq B sdupe, ©
obpaaosaHUemM TBEp4oro npogykra
(TemnepaTypa nnasnedua 151-153 °C).

Mpumep 6

N-3T1uUn-N-(2-6pomo-4-(2-MeToKCUSTUN)PeHN
M)-4-MOPGONUHO-6-MeTUN-2- NUPUMUOMHAMUH.

Yactb A. K 4-rngpokcuatmnamunby, 1655 1
(0,12 monk) B cMeck c nupuauHom (0,23 mn,
0,29 Monk) n CHoCls (100 mn), oxnaxgeHHLIM g0

0°C, no kannam poGaenawT aueTUnxnopun,
(18,8 mn, 0,26 monb). CMeck nepemellnBaloT
npuv 0°C B TeuyeHWe 2 yacoB WM npu 25°C B
TedeHne 48 vacoB W 3atem AobaBnsioT K
HacklWweHHomy pacteopy NaHCOsz (100 mn).
CH oClo oT1aendioT, NpoMblBaOT  CONSAHBLIM
pPacTBOPOM, BLICYLLUMBAKT W KOHUEHTPUPYIOT B
Bakyyme. OcTaTok xpomarorpachvpyroT  Ha
cunukarene, wucrnonbaya 26% w»n 11
EtOAc/rekcaH, n nony4arT UeneBoW NpoaykT (24
r, Beixog 90%).

YacTb B. 4-AlLeToKcHaTnaueTaHuNnA,
OpPOMUPYIOT MO MeTOoauKe, onucaHHoW B Org.
Synth. Coll. Vol.1,11, cornacHo KOTCpOiA
aHunmng (14 r, 63 mMone) pacTBOPAIOT B NeasHOr
YKCYCHOW kucrete (70 Mn) W nNo  kKannam
pobaenawt Gpom (4 wmn, 77,7  MMOMb).
MonyuYeHHbIA pacTBOp nNepeMellvBalT  Npu
25°C 60 vacos, zaTeMm [0GaBnAKT CYNbpUT
HaTtpua (20 mn), Bogy (200 mn) M BbINaBLUWA
ocagok Opommpa OTAensAwT duibTpaumnein.
PuneTpaT 3ateM pazbaenawT Bogor (300 M) K
oXMaxAaT Ans NonydeHns AOMONHUTENbHOro
Konudectea ©GpomMuaa. BelgeneHHeld 6pomung
3aTeM HarpeealwT ¢ obpaTHbIM XONO4WUNIBHUKOM
{6 M, 100 mn) B TeveHne 2 4acoB, MNOMyHEHHYIO
CMecb HeWTpanuaywT TtBepabiM NaHCO; ©
KCTPArUpyoT EtOAc (2x160 MIT).
ObbeguHeHHble EtOAC-aKCTpaKkThl NPOMbIBAKT
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COMsHBIM ~ pacTBOPOM,  BLICYLUMBAOT W
KOHLEHTPUPYIOT B Bakyyme. OcTaTok
XpomaTorpachmpyoT Ha cunukarene, UCnonbays
cmecs 1:1 EtOAc/rekcaH ang nonyqeHus
Heobxoaumoro npoaykra (2,8 r) ¢ 20% BbIXCAOM,
B pacyeTe Ha gBe CTaauun.

Yacte C. 2-BpoMO-4-rnapoKCUITUNAHWIUH
(1,6 r, 7.3 MMOINE) 7]
2-xnopo-4,6-gumetunnvpummuanH - (1.1 r, 7.3
MMOMb)  NoABeprailT  B3aUMOLSHCTBUIO B
aTUNEHrNUKoNe (6 MN) MpW  HarpeeaHWu ¢
oBpaTHBIM XONOAWIBHUKOM B TeveHre 1,5 vaca.
Mocne oxnaxOeHWs cMech pasfenslT MeKay
EtOAc (100 mn) n pacteopom NaCH (0,5 M, 25
Mn). BogHeli CNoW IKCTPArUpYIoT
AononHWTeneHbiM Konkyecteom ELOAC (50 mn),
W obbedWHEHHbIE OpraHWYecKne 3KCTpaKThl
NPCOMBIBAIOT COMSIHEIM PACTBOPOM, BICYLWLIWBAKOT
W KOHUeHTpUpyloT B  Bakyyme. Ocrartok
XpomaTtorpadmpyoT Ha cunukarens, Ucnonsays
cmecb EtOAc/rekcaH KW NonyyaroT  HYKHLIA
NpoAyKT (1,3 r) ¢ BoIxodoM 64%.

Yacte D. [poaykT, nonydeHne KOTOROro
onucaHo B Yactm C (1,39 r 4,77 mmonb),
pacTeopaT B cyxoMm CH 5Cls (30 wmn) u
Jobasnawt 3.4 -gurngpo-2H-nupan (1,65 mn,
11,98 MMOnb), 3aTeM KOHUPOBaAHHYID CEPHYH0
kcnoty  (koHY. HeSO4 0,2 mn). Cmech

nepemelwmBaioT npu 25°C B TeueHne 60 yacos
K gobGasnaT KoCOz (1 1), 3aTeM HackIWEeHHbLIRA
pacteop NaHCO5 (50 mn). Cmeck pasgensor
mexgy EtOAc (120 mn) w©  pacTBOpoOM
NaHCO 5 (20 mn). EtOAc-skCTpakT NpoMbiBakoT
COMNSHBIM  pPacTBOPOM,  BBICYLUMBAKOT 1
KOHLEHTPUPYIOT B Bakyyme.  BbicylUeHHbIA
HEOUULLEHHLIA NPOOYKT pacTBOPAKT B CYXOM
Tre (15 mn) n obpabartbiBaloT rTMAPKUAOM HATPUS
(60% B macne, 380 mr) npu 25°C B TedeHne 15
MUHYT, K 3aTem gobaenaoT hopsTtaH (1 mn, 9,45
MMonb). CMeck nepemellMBaloT npu 25°C B
TeueHWe 12 4acoB UM HArpeBalT ¢ OBPATHLIM
XOMOAWNBHUKOM B TeveHWe 4 yacoB. 3aTem
nposogAT pasgeneHue mexgy EtOAc (120 mn) K
gogod (20 mn). EtOAc-skcTpakT npoOMLIBAKOT
COMNSHBIM  PacTBOPOM W KOHLEHTPUPYHOT B
Bakyyme. OcTatok xpomarorpadupylor  Ha
cunukarene, ucnonesys 15% EtOAc/rekcaH, w
nony4yaroT Heobxoaumbld npoaykT (1,6 r) c 78%
BbIXOAOM B pacyeTe Ha ABe CTaguu.

Yacts E. Tlpogykr, nonydYeHue KoTOporo
onucaHo B Yactu D, pacteopsatoT B MeOH (20
MIT) ¥ [OBGaBNAT KOHLEHTPUPOBAHHYID CEPHYIO
kucnoty (0,4 mn), 3ateM CONAHY KACNOTY B
achupe (1 M, 1,5 mn). CMeck nepeMmeLllnBatoT
npy 25°C B TeyeHWe 2 4YacoB, raceAT TBepAblM
K,COs3 (1 1) v pasgensior mexay EtOAc (100

Mn) KW pacteopoM NaHCO; (30 mm) u
pacteopoM NaOH (2 mn, 2 M). BogHeid E1OAC
CMow SKCTParupyoT OONONHUTEMNEHBIM
konudectBom EtOAc (60 mn) n obbegnHeHHble
EtOAC-3KCTRaKTEl  MPOMLIBAOT  COMSAHLIM
pacTBOPOM, BLICYLLIMBAIOT W KOHLUEHTPUPYIOT B
Bakyyme. OcTatok xpomarorpacmpyloT  Ha
cunukarene, ucnonoaya 40% EtOAcirekcaH u
nony4varT Heobxodumbld npogykt (1,23 1) ¢
BbIXOA0OM 95%.

Yacte F. [lpogykr, MNonydYeHWe KOTOpOro
onucaHo B uactu E (720 wmr; 2,06 mmons),
obpatarteiBator NaOH (60% B Macne, 120 wr, 3
MMonb), B TIe (10 mn) npr 0°C B TedeHuwe 5
MWHYT W nNpy 25°C B TedyeHWe 15 MUHYT.
HoBaenawt Aogomertan (0,25 mn, 4 mMone) U
NOMNyYeHHY0 CMECh NepeMellnBaloT npu 25°C B
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TedeHne 20 JacoB. PeakuMoHHyl  CMech
pasgenstor mexgy EtOAc (100 mn) n Bogoil (25
mn).  EtOAc-cno  npoMbIBAKOT  COMAHBIM
PacTBOPOM, BHICYLLIMBAIOT W KOHLUEHTPUPYIOT B
Bakyyme. OcTaToK  XpomaTorpadupioT  Ha
cunukarene, uenonesys 20% EtOAc/rekcaH, u
nonyyatoT HeobxoAnmblid npodykT (680 mr), 91%
BbIXOfl, KOTOpbIA 3aTeM nepeBodsT B
rmapoxnopung obpaboTkoid cmecsto 1 M HCI n
adhvpa, T. nn. 117-118,5°C.

Mpumep 7

N-31un-N-(2-Acgo-4-(1-MeTunatun)dpeHun-4-
MOpPOnNMHKUA-6-MeTUN-2- NUPUMUAUHAMUH.

PactBop cBOGOAHOMO OCHOBAHWA, NOMyYeHWe
KOTCpOro onucaHo B npumepe 4, (1,4 r, 3,34
MMCIb) B TeTparuapodypaHe (15 Mn) npu -78°C
obpabartoiBaor  H-GyTunnutMem (1,6 M B
rekcaHe, 3,3 wmn, 3,7 wmmonk). [locne
nepemMellIMBaHWA B Te4eH1e 15 MWUHYT NO Kannam
nobaenawt pacteop Woga (1,0 r, 4 Mmork) B
TeTparngpodypaHe (5 Mn) U OONONHUTENEHO
nepeMelLMBaloT cMeck NpK -78°C B TedeHue 30
MWHYT nepes HarpeBom [0 25°C. PeaklMOoHHYH0
CMeCh pas3fjensawT mexgy stvnauetatom (100
MN) KW pacTBopoM BUcyneMuTa  HaTpusd
{HackIWeHHEBIR, 20 mn). OTunaueTaTHLIA Cnor
NPCMbIBAOT BOJOW, COMAHLIM  pPACTBOPOM W
KOHLEHTpUpyIoT B BaKyyme. OcraTtok
XpomMaTorpachupyioT Ha cUnUKarene, UCNonbLaya
B KauyecTBe anweHTa 15% atunauerar B rekcaHe
I NOMyYatoT YkaaaHHoe B 3arnaBWK coeuHeHWs
09 1 B BMOS TBepdoOro BellecTBa,
TemnepaTtypa nnaeneHus 96-98 °C.

Mpumep 8

N-(2-bpomo-4-(1-meTnndeHun)-N-aTnn-6-me
TUN-4-(2- TUEHWN)-2-NUPpUMUIUHaMWH.

Yacte A. 2Z2-XnoponuvpumuanH (2,0 1)
PACTBOPAKT B AM3TMNOBOM achupe (50 mn) u
oxnaxgawT go -30°C. MegneHHo aobasnswT
pacTBop METUNNWTAA B adupe (1,4 M, 15 mn) 1
nepemMeLLnBaloT peaklyoHHYI0 cMeck npu -30°C
B TedeHue 30 wMuHyT, 3atem npu 0°C
pononHutensHo 30 MUHYT. Ang npekpaweHus
peaky AobaBnaT CMeck NeAaHOR YKCYCHOM
kmenotel (1,2 wmn), Bogel (06 mn) w
TeTparngpodypaHa (5 mn). 3atem gcbaBnsioT
2,3-anxnopo-5,6-auunaHo-1,4-6eH30XHOH (4,79
r B TeTparmapodypaHe (20 wmn) wu
nepemMellnBaloT PeakLUMOHHYK CMeCt 5 MUHYT
npu KOMHaTHOMA Temneparype. Cmech
oxnaxpawT go 0°C u pobaenalT BOOHLIA
pacTBOpP MMAPOOKMCK HaTpua (3 M, 50 mn),
nepemelmnearor 10 MUHYT.  OTaendwT
OpPraHWYeCckWiA  Cror, NPOMbIBAOT  BOAOW W
BbICYLWIWBAIOT  HaA  cyNbchaToM  MarHus.
KoHueHTpupyloT B Bakyyme, W MNOMyYeHHbIA
ocTaToK  XpomaTorpadoupyloT Ha  cunukarene
(pacTBOpUTENE-30% STWNaUeTar B rekcaHe,
R = 0.4) " nony4varoT
2-XNopo-4-MeTUNNMPUMUONH (1,4 r,
Temnepartypa nnaeneHus 48-50 °C.

YacTte B. K TModpeHy (0,66 1) B cyxoMm spupe
(25 mn) npn 0°C poBasnawT H-OYTUNNUTHA B
rekcaHe (1,6 M, 2,7 wmm), nepemeInBardT
peakyMoHHYIo cMeck npu 0°C B TedeHwe 15
MWHYT. MNocne oxnaxoeHWs Ao -30 °C menneHHo
nobasnawT pacTteop 2-
Xnopo-4-Mmetun-nupumnanHa (1,0 r) e acpupe (10
M) K NepeMellnBaloT peaKkUWOHHYHD CMech MpK
-30°C B TeyeHWe 30 MWHYT W npu 0°C
JononHuTensHo 30 MUHYT, 3aTem racaT CMechio
negsaHol ykeycHol Kuenotel (0,45 mm), sogbl
0,5 mn) wn Tetparngpodypara (1,0 mn).
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HoBasnsawT
2,3-guxnopo-5,6-guymaHo-1,4-6eHsoxuHoH (1,77
r) B TeTparngpodypare (5 Mn) U nepemelInBaoT
npy KOMHATHOM TemnepatType 5 MUHYT, 3aTem
oxnaxagawt go 0°C u pobaenawT BOAHBLIA
pacTeop rngpokenaa Hatpua (3 M, 50 mn).
OTAenaT OpraHWUYEeCKMA CroA, MpoOMbIBaKOT
BOAOW W BLICYWWBAOT Had cynNbaToM MarHus.
Beinapueatot pacTBOpUTENE "
XpomaTtorpachvpyioT  HeOUULLEHHBIA  NPoayKT
(Macno) Ha cunukarene (30% sTunauerat B
rekcaHe, Ry = 0,55) w nonyyawt 2-
XNopo-4-MeTun-6-(2-TneHun) nupumuanH (0,21
r). ONemMeHTHblA aHanus, BbiMucrieHo, %:. C
51,46, H 3,33, N 13,33. HaigeHo, %: C 51,77,
H 3,35, N 12,97.

Yacts C. 2-Bpomo-4-(1-meTtunstin)aHunmH
(0,26 r “ 2-xnopo- 4-MmeTUn-6-(2-
TherumnupummuanH (0,21 1) B sTUNEHrmuKone
HarpeBaloT C¢ 0OpaTHbIM  XONOAWMBHWUKOM B
TeyeHWe 24 4JacoB. PeakKUMOHHYK CMecb
pa3baBnAlT  STUNAUeTaTtoM,  MNpPOMbIBAKOT
BOAHbIM PAacTBOPOM ruapookuck Hatpua (10%,
3x100 MM) K BBICYLLMBAKOT OPraHUYecKyo caay.
Mocne yaaneHua pacTBOpWTENs nonyYaoT
HeOUYMWEHHEIR NPOOYKT - KOPWMYHEeBOEe Macrno,
KOTOPOE QUULLAKT Ha CUNUKarene, WUCNoMbays
20% pacTeop sTunauertara B rekcaHe (Ry= 0,5)
B KavecTBe anweHTa, W nonydawT N-
(2-6pomo-4-nacnponun)-4-MeTn-6-(2-THeHKn)-2-
nipumuaMHamuH (01 1) B BWMAS TBepacro
BellecTBa, ¢ Temnepatypod nnaBneHWa
98-101 °C. Macc-cnektp (NH3-CI/DDIP). 390
(M + HY*.

Yacts D. T[pogykt, nNOMydYeHHbId  no
MeToaMKe, onucaHHoA B dYacth C (01 1),
mMeaneHHo JobasnsaloT K rmapuoy Hatpua (50 mr)
B CYXOM TeTparmgpodypaHe, nocrne 4ero
AoGaenawT HogoataH (0,1 ) U HarperawT cMech
c obparTHbIM XONCAWNBHUKOM B TedeHue 24
4YacoB. PeakuMOHHYI0 CMechb OXNaigalT U
Jobaenawt B Bogy (0,5 mn). PacTeopuTens
yaanswT W NonyYeHHblA NpogykT NOMeLLaloT B
aTMnagerar, npoMbiBaloT BOAOA (3x50 mn) W
BbICYLLIWMBAOT. BbiNnapveakT pacTBOpUTENEL WU
XpomMaTorpachnpyioT HeoUULLEeHHEIA NpoayKT Ha
cunukarerne, wucnonb3ys 10% sTunauyetar B
rekcaHe (Ry = 0,5), 1 nony4awT ykasaHHOe B
3arnaeun coeguHeHne 70 Mr B BUAe cBOOOAHOro
OCHOBaHWA.

CONAHOKUCNYIO CONb  STOro  BellecTBa
nonyyaroT, UCMoNb3ys MEeTOAMKY, NMPUBEASHHYH
Bbille, TemnepatTypa mMnaeneHua 95-97 °C.
Macc-cnektp  (NHg-CI/DDIPY. 417  (M+H™),
SMEeMEeHTHbIA  aHanua, BbMMCMEeHO  Ans
C 5gN2oN3 BrSHC, %: C 53,10, H 5,09, N 9,51,
HangeHo, %: C 53,78, H 5,22, N 9,10.

Mpumep 9

N-(2-Bpomo-4-(1-meTunastun)dpeHrn-N-LUrkno
nponunMeTvin-4,6- aUMeTUN-2-NMPUMUGNHAMUH.

Mo aHanorvn ¢ nNpuMepoM 2 yKasaHHOe B
3armaBuy coeMHeHWe MonyYaloT, WCNonNb3ys
2-6pomo-4-(1-meTraTmaHunuH (40 1 n 2-
xnopo-4,6-AMMEeTUNMPUMUANH,  YKasaHHblA B
4acth A, ¢ norydeHuem  Heobxogumoro
MPOMEXYTOYHOrO NPCAyKTa - NUpUMUAUMHAMUHAE,
macc-cnektp  (NHs-CI/DDIP): 321 (M+H)*
Mcnoneaysa (SpoMoMeTmLMKIonponaH, YacTe B
TOrO Ke npuMepa, nonyqaT Heobxoaumbld
npodykr, macc-cnektp  (NH3-CI/DDIP): 374
(M+H +)

MonydyaloT conb - TFAAPOXNOpWA,  STOro
cBobogHOrO  OCHOBAHWS € TemnepaTypoi
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nnaBneHus 146-148°C.

Mpumep 10

N-(2-Epome-4-(I-meTrnatnn)dpeHun)-N-npena
prun-4,6-oUMeTun-2-NMMPUMUANHAMKH .

Wenoneaysa
2-(2-6pomo-4-(1-MeTUNaTun)aHnnHo)}-4,6-gumeT
WNMUPUMUONMH M yKa3aHHLIA B npumepe 9
3aMelleHHBIA nponaprunxnopua, BeIASNAT B
BUOe CBODOOHOIO OCHOBAHWA YKa3aHHoe B

3arnaeuu COedWHEHNKE, Macc-CrnekTp
(NH 3-CI/DDIP): 358 (M+H)".

MonyyawT cofb - TMOPOXNOPWUA — STOMO
CBOﬁO,D,HOFO QCHOBaHWA.

Mpumep 11

N-3T1un-N-(2-Aono-4-(2-MeToKCUaTUN )heH)
-4,6-0UMeTUN-2-NMMPUMUANHEMWH, TMAPOXIIopKa,.

Yactb A. 4-MMApoKCUITUNaHUNWH HOOMpPYIOT
cnocoboM,  aHanoryHbIM - ONUGAHHOMY B
npumepe 6, B COOTBETCTBUM C TEM, KaK OnUCaHo
B Tet. Lett.33: 373-376 (1992). AHunmH (2 T,
14,58 mmonb) pacteopsawT B CHRCN (25 mn) w
pobaenawt  Bogy (15 wmn), cogepxawyto
NaHCO 3 (1,68 1, 20 wmMonb). CMmechb

oxnaxaawT go 12-15°C pobGaBneHwem nbia w
pobaenawt Hog (3.9 r 15,35 mmeons). Cmech
nepemelLnBaloT Npu 25°C B TedeHWe 16 yacce
W 3ateMm pasgenawot mexgy EtOAc (100 mn) n
pacTeopom NaOH (20 mn, 1 M). EtOAc-cnoiA
MPCOMBLIBAKOT CONSAHLIM PACTBOPOM, BLICYLWLIWBAKOT
M  KOHUeHTpupyloT B Bakyyme. Ocratok
XpoMaTorpacbupyioT Ha cUnuKarene, UCNonbLaysa
cmecs EtOAc/rekcaH (1:1) » nonyvawt 18 r
npodykTa, Belxod 47%.

Yacte B. Tpoaykr, nonydyeHWe KOTOPOro
onucaHo B 4Yactu A (6,3 r; 23,94 mmonb),
pacTeopsloT B cMeck EtOAc (100 mn) u EtOH
(10 mn) v poGaenawT uyuaHamug (4,7 r, 112,5
mMons), 3arem HCl B schupe (31 mn, 1 M)
YcTaHaBnNMBaoT Hacadky Aong AWCTANRALAKM K
OTroHAKT S0 MN pacTropuTend. OcTaBLUYHCS
cmech pasbaenatot EtOH (15 mn) n HarpesatoT ¢
obpaTHLIM XCNOAWNBEHUKOM B TeYeHWe 5 4yacos.
[Mocne oxnaxaeHwa podaenawT Et-O (100 mn),
BbiNaBWyw conb NpoMbiBatoT EtOAC, W nocne
CYLUKA nony4atT Heobxoaumblid npoaykT (4.5 1) ¢
BbIXOAOM 55%.

Yacte C. Conb ryaHUAWHUA, NonyyYeHwe
KOTOpOA onmcaHo B dacth B (8,53 r, 24,95
MMONb), KapboHaT kanua (3,84 r, 27,72 MMOnb)
n  24-neHtaHguoH (9 wn, 42,685 wMMonb)
HarpeealoT ¢ obpaTHbIM XonoamneHukoM B MO
{70 mMn) B TedeHWe 16 4vacoB. PeakuWOHHYKO
cmechk pasgenswoT mexay EtOAc (150 mn) w
BOOOR (50 mn), opraHUYecKUA CNOW NPOMBIBAIOT
Bogoh (2 x 80 mn), CcONAHbIM pPacTBOPOM,
BbICYLLUWMBAIOT W KCOHUEHTPUPYIOT B Bakyyme.
OcTatck XpomaTorpadupyloT Ha cunukarene,
ncnonesys cmeck EtOAcirekcan (1: 1) w
nony4varT HeoOXoAMMBIA npodykr (2,8 1) ¢
BbIxoaoM 30%.

Yacte D. K npogykry, nonyvYeHve KoToporo
onucaHo B 4vacth C (3,3 r, 8,93 MMOML), B
CH 2Cl2 (60 M) nobaenaoT
KOHLEHTPUPOBAHHYID CEPHYIO KMCNOTY (0,5 mn) v
CMECH NepeMellMBaloT npu 25°C B TedeHue 16
yacoe. [oGaBnsAoT OOMNONHWTENBHYD MOPLMK
cepHold kucretel (02 MnN) W NpodonxawT
nepemelLMBaHWMe B  TedYeHMe 3 4acos.
HDoBasnawt EtOAc (100 mn) WU HAChILWEHHLIA
NaHCO5 (100 Mn), pasgendoT cnol. BoaHslR
Crow SKCTParupyoT OONONHUTEMNBEHBIM
konudecteoMm EtOAc (100 mn), obbefuHeHHble
opraHudeckne cnon npomeliealoT  NaHCOg,
CONfIHBIM ~ PacTBOPOM,  BbICYLUMBAOT W
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KOHLUEHTPUPYIOT B BaKyyme. Ocrarok
XpomMaTorpacupyioT Ha cunukarene, Ucnonkays
20% EtOAc/rekcaH, nonyqawTt HeobxooWuMmbliA
npoAykT (1,2 ) ¢ Boixogom 31%.

Yacte E. [lpoaykT, nony4YeHWe KoTOporo
onncaHo B Yactu D, pacTBopsAT B cyxom TId
(15 mn) n gobGaensitor NaH (60% B macne, 220
Mmr, 55 mMmonk). CMeck nepeMellnBaloT npu
25°C B TeyeHWe 15 MUHYT W pobasnswT
MopgeTaH (05 wmn, 5,7 wmmone). CMeckb
nepemMelLnsaoT npu 25°C B TeueHre 16 vaccs
" 3aremM HarpeBaloT G obparHbIM
XONOAWNBHUKOM B TeueHWe 2 4acoB. [1pofykTt
peakyun pasgensaiot mexgy EtOAc (100 mn) n
NaOH (30 mn, 1 M). EtOAc-cnoid npombiBatoT
COMsAHbIM ~ PacTBOPOM,  BbICYLLUMBaOT W
KOHLEHTpUpYKT B Bakyyme. OcTaTok Mcnonb3yloT
Ha cnegylolux craguax 6es ononHWUTENLHOR
OYUCTKM.

Yacts F. [lpogykr, nonydYeHWe KoToporo
onucaHo B 4Yacth E (990 mr, 24 mMonk), B
cyxoM TI® (10 mn) obpabateiatoT NaH (60% B
macne, 140 mr, 3,5 MMONL) NepemMeLlLmMBaloT Npn
25°C B Teuenue 15 muH n gobaenaot 0,22 mn (4
MMOINL) HoasTtaHa. [MonyyeHHyo  CMeCb
nepemelLMBaloT Npn 25°C B TeyeHWe 16 yacoe
M 3atem pasgenswT mexgy EtOAc (100 mn) w
Bodor (20 mn). OpraHWJecKUid CNor NpoMelBatoT
COMsAHbIM ~ PacTBOPOM,  BbICYLLUMBAKOT W
KOHLUEHTPUPYIOT B BaKyyme. Ocrarok
XpomaTorpachupyioT Ha cunukarene, Ucnonb3ays
20% EtOAcfrekcaH, 1 nony4aroT HeoBXOaUMbIA
npeaykr (500 wr), KoTopelA nNepeBoAAT B
conb-ruapoxnopua 00bIYHBLIM cnocobom,
TeMnepaTtypa nnasneHua 129-131°C.

Mpumep 12

N-(2-Bpomo-4-(1-metunstun)deHnn-N-aTin-
4-MeTUN-2-NUPUMUINHAMKH.

Yacts A. Tlpoaykr, nonyyeHue KoToporo
onucaHo B npuMmepe 8, yactb A (0,2 ), 1
2-6poMo-4-(1-MeTUN3TUN) aHWNMH NoaBEpPrawT
B3aWUMOLEACTBMIO, WUCNOMb3ysd TOT Xe METOoA,
KOTCpLIA onucaH B npumepe 8, vactk C,
nonyyatot
N-(2-6poMO-4-(1-MeTUNsTUN)peHnn)-4-MeTn-2-
napUMUuaMHaMuH (0,7 1) B BUOE BHA3KOrO Macna.
Macc-cnektp (NH3-CI/DDIP): 307 (M+H).

Yacte B. T[poaykr, nonydyeHue KOTOpOro
ONnUcaHo B YacTu A, ankunuvpyloT AogosTaHoM,
WCMONb3YyA TY Ke camylo MeToduKy, Kotopasd
onucaHa B npumepe 8, yacte D, n nonyvawor
Heobxoaumoe
coegnHeHrne-N-(2-6pomo-4-(1-MeTHnaTun)peHun
)»-N-stun-4- metun-2-nupnmmuagmHammH (0.3 1) B
BUAe cBOOOAHOMO OCHOBAHWA.

Conb-ruapoxnopus,  sTore  coeavHeHus
nonyyatoT no obblMHOR MeToAMKe, TeMnepaTypa
nnaeneHuns 145-147°C.

Macc-cnektp (NH3-CI/DDIIP): 334 (M+H)*.

Mpmep 13

N-(2-Bpomo-4-(1-meTunatun)deHmnn)-N-stun-
4-meTun-6-(N-metnn-2-
rMAPOKCUSTNNIAMUHO)-2-MMPUMUONHAMUH.

YacTb A. PacTeop
2, 4-guxnopo-6-MeTunnmpuMmuamnHa (1,0 1y wm
2-(meTunammnHo)ataHon (0,4 r) B artaHone (50
MIT) HarpeealwT ¢ oBpaTHLIM XONOAUMEHUKOM B
TeveHWe 24 YacoB. PacTBopUTENb BbiNApUBAOT
7 nony4vator OCTaToK, KOTOpPbLIA
XpomaTtorpaupyioT Ha cunukarene, UcnonbLays
5% MeTaHon B xnopodopme, nonyyakT
2-XNopo-4-MeTun-6-(N-MeTUN-2-rnapoKcuaTunam
WHO)NMPUMALMH (370 Mr). Macc-cnektp
(NH 3-CI/DDIP): 202 (M+H)*.
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YacTtb B. MMapoKcunsHble rpynnel,
cofepxallnecs B Npodykre, nonyudeHue
KOTOPOro OMMCAHO B YacTy A, 3allMWaT TaknumM
obpa3aom, 4ToBLI NOMNYyYUTE METOKCUMMETWIOBLIA
acbup (MOM-achrp), MCNOoNb3ysA
N,N-an{1-meTunstun)sTnnammH m
BpomomeTunmeTunoBelid sdomp (0,35 ) B cyxom
TeTparngpodpypaHe, nNonyyalwT 3alUleHHbIR
anoykr (310 M), Macc-cnektp: 246 (M+H)™
KOTOPLIA  WcrnonbayleT ©6e3a  AononHUTEensHOR
OUUCTKM.

Yacte C. 3BawuweHHsldr  MOM-achup
noAseprawT B3aMMOSNCTBUID C
2-6pomMo-4-(1-MeTUN3TUM) aHUNUHOM, MCNOML3YA
METOOMKY, ONUCaHHY B NpuMepe 8, YacTb C. B
3TUX YGINOBUAX Takke  yganswort
METOKCUMETUNBHbIE 3aLMUTHBIE MPYNMLI, Nonyyas
N-(2-6pomo-4-(1-MeTunatun)peHun)-4-meTnn-6-(
N-meTun-2-

MMAPCKCUSTUNAMUH )-2-NUPUMWANHAMUWH
(Macc-cnektp, NHs-CI/DDIP: 379, (M+H)M.
YKazaHHble MMOPOKCUNBHLIE PYMNNbl NOBTOPHO
3aWMaoT Ana NocnefylowmMx peakuui, kak
onucaHo B 4vacTh B (Macc-cnektp angd
MOM-schppa  (NH5-CI/DDIP): 453  (M+H)™Y).
ANKMNYPOBaHWE  HOOSTAHCM  NPOBOAAT,
WUCNonNB3ya MeTon, OnNWcaHHbld B NpuMmepe 8,
vacte D. MOM-scoumpHble rpynnsl yaanswoT
nepemelLMBaHWEM NpY KOMHATHOW TeMnepatype
B pactBope MeTaHona (5 Mn) W CcONAHCH
kmenotel (1 M, &5 mn) B TeueHue 24 4acos.
Mocne BbIASMESHWSA NONYYAOT YKa3aHHOEe B
3armaBMKM  coeAMHeHWe B Bude cBoBogHoro
OCHOBaHUS.

Conb-rMapoxnopua NenyYarT, WCnonbays
OnuMcaHHylD paHee MeToguky. Macc-cnekTp
BblcOKOro paspeweHns (MCBP), 407, 144640
(M+H)*, paccuuTaHo 407, 144648 (M+H)™".

Mpumep 14

N-31un-N-(2-Aono-4-(1-Metunatnn)eHnn)-4
-TMOMOPMONUHO-B-MeTUN-2- NMVPYMUEWHAMWH,
S-oKkeun,.

HeoCxoanmeliA NpoAyKT nony4aroT
OKWUCNEeHWeM nepuofatcM HaTpWua MpodykTa,
nonyyYeHWe KOTOPOro onucaHo B Npumepe 22 no
metognke J.H. Bushweller et al. J. Org.
Chem. 54:2404 (1989).

Mpumep 15

N-(2-BEpomo-4-naonpenokcu)dpeHinn)-N-aTun-
4, 6-ANMETUN-2-NUPUMUANHAMUH.

YacTb A CuHTE3
2-6pomMOo-4-M30NpPoNOKCUaHNIMHa
OCYLUECTBNAKT,  WCNONbaya  MeTOAMKY
BpommnpoBaHma 4-130NpONCKCHAHUIMHA,

onyénukoeaHHyo Kajigaeshi et al. Bull. Chem.
Soc. Jpn. 61:5697-599 (1888). AHunuH, 1 skB
BeHanNTpUMeTUNaMMOHWATPUMOpOMMOA W -3KB
kapboHaTa Kanbuus nepeMewnBalT  npu
KOMHaTHOW Temnepatype B pacrteope MeOH:
CHoClz (2:5) B TedeHne wudaca. Teepdelid
NPOAYKT yOansawT duneTpaumMenr, dunetpar
ynapvBaloT nog Bakyymom. OcTaTok nomelarT
B BOAy, U 3Ty CMEeCb SKCTparvpyloT Tpu pasa
CH oClo. 0Ob6beJUHEHHbIe SKCTpaKThI
BblcywBaoT  Hag MgSO4, UNETRYIOT W
ynapuBaloT B BaKyyme, MNOmnyYaloT KOPUYHEBRYIO
HWOKOCTE, KOTOPYK OYULLAKT Ha CUnukarene,
ucnonb3ya 15% EtOAc B rekcare (Ry=0,43).

YacTb B. Micnonbaysa meToauky, onucaHHyo B
npumepe 1, yact B-C, 1 3amelleHHEIR aHHUNKH,
onucaHHbIA B YacTK A, nonydvalwT ykasaHHoe B
3arnaBsun coefuHeHue.

Mpumep 16

N-(2-Epomo-4-(I-metrunatnn)peHmn)-N-stun-
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4-meTnn-6-(4-mopdonuHunkapboHun)-2-
NMAPUMUOUHAMUH.

K pacteopy ruapuaa Hatpus (60% B macne,
0,24 1, 6,0 mmonb), CyCneHOMPOBAHHOMY B
BesgogHoMm TI® (10 mn), gobasngwoT npu
nepemeLlunBaHn mopdonuH (0,52 r, 6,0 MMOnb),
peakyMoHHYI0 CMEeCb HarpeeBaloT A0 Hadana
obpazoBaHUa chnerMel U NepemMellnBaT 1 yac.
3areM peakuMOoHHYI0 CMEeCb OXNaxgalT Ao
TeMneparyphbl okpyXawLwer cpedsl U JoGaendaoT
2-(N-(2-6pomo-4-(2-nponun)heHin)-N-sTunammnH
0-4- kapbomeToken-6-metTvnnupumnanH (2,0 T,
5,1 MmMont). [NepemellnBaHWe NnpogonxKaetcs 26
Yacos. 3arteM peakuWOHHY CMeChk BbINABAKT B
1 N pacteop NaQCH, nepemelnBaloT W
sKeTparupyoT 3 pasa EtOAc. O6befWHeHHble
OpraHWYeckue cnoM BbiCYLMBaKT Hag MgSQOy,
OTHUNLTPOBLIBAKDT W KOHUEHTPUPYIOT B BaKyyMme.
Mocne konoHouHoW xpomaTtorpadum  (EtpO)
Nnony4varoT YKasaHHOe B 3arnaBuK COeMHEHWE B
Bude Teepdoro Belectea (900 mr, Bbixog 39%),
TeMnepatypa nnaeneHua 145°C. AMP (CDCl3,
300 Mlu), geneta: 7,5 (d, 1H, J=1), 7,21
(dd, 1H, J=7,1), 7,1 (d, 1H, J=7), 6,8 (br
s, 1H), 4,3-4,15 (m, 1h), 3,9-3,3 (m, 11H),
3,1-3,0 (m, 1H), 2,9 (cenmem, 1H, J=7), 1,3
(d, 6H, J=7), 115 (t, 3H, J=7), snemeHTHbIiA
aHanua ana (Co4Hx7BriN4O3), BbluMeneHo, %: C
56,38, H 6,08, N 12,62, Br 17,86; HaWdeHo,
%: C 56,07, H 6,05 N 12,29, Br 18,08,

Mpumep 17

N-(2-Bpomo-4-(1-meTunatun)deHmnn)-N-stun-
B-mMeTUN-4-(4-MopHONUHUIMETN)-
2—I'IVIpI/IMI/1,CI,VIHaMI/IH.

Pacteop
N-(2-6pomMo-4-(1-MeTUnaTun)peHnn)-N-atunn-4-m
eTnn-6-(4-mopdonnHnkaptoHmMn)-2-
nMpuMuaMHammHa (750 wr, 1,72 mMmonk) B
oesgogHoMm Tl (1,4 mn) nepemellmBaoT npu
TemMneparype okpy:aloLen cpedsl B atMochepe
azoTa. JobapnsawT no kannamM pacteop bopaHa B
e (1 M, 36 mn, 3,6 mMonb). 3arem
peakyUoHHYH0 CMEeCh HarpesaoT no
Temnepatypbl  obpasoBaHuA  nermel M
nepemeluneaot 20 yacos. MNocne oxnaxoeHus
A0 KOMHATHOW  Temnepartypbl  MeAneHHo
A06aBnalT YKCYCHYKD KWCNOTY W HarpesawTt
CMecChb O0 TemnepaTypsl 06pasceBaHUg hnermel,
nepemelwneawT 30 MUHYT. lNocne oxnaxoeHWa
A0 KOMHATHOW Temnepartypbl peakyWnoHHY
cmecb BbinuMBawT B 3 N pactesop NaOH,
nepemMellMBanT U 3 paaa akcTparupyroT EtOCAcC.
O6beguHeHHEIe opraHudeckne crnou
BblcylwBawT Hag MgSO,, DUNeTRYIOT W
KOHUEHTPUPYHT B Bakyyme. [locne KONOHOYHCH
Xpomatorpadui - NonyyawT  ykasaHHoe B
3arnaByMn coeguvHeHwe B Buae macna (300 mr,
Bblxon 39%, Ry=0,3); AMP (CDCls, 300 M),
pensta: 7,5 (S, 1H), 7,2 (d, 1H, J=7), 7,15
d, 1H, J=7), 6,6 (S, 1H), 4341 (m, 1H)
3,8-36 (m, 7H), 3533 (m 2H), 29
(ceptet, 1H, J=7), 2,565-2,35 (br m, 3H),
235225 {m, 2H) 1,3 (d, 6H, J=7), 1,2 (i
3H, J=7); Macc-CnekTp BbICOKOTC paapelleHus,
XUMUYECKaA MOHW3aUME, BbluucneHo 433, 1603
(M+H), nHailgeHo 433, 1586.

[MNprmep 18

MeTtun-2-((2-6pomo-4-(1-meTunstun)beHun)
MEeTUNaMUHO)-B6-MeTUn-4-
nAPUMUAUHKapBokcunarT.

K pactBopy rvuapuaa Hatpuda (60% B macne,
48 1, 120 mMonk) B Tr® (150 mn) npwu
TemMneparype okpyxalwLlen cpedsl B aTMocepe
asoTa go6GaBnawT MocTeneHHo B TedeHwe 30
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MUHYT
MeTUN-2-((2-6pomMo-4-(1-MeTUNaTUN)peHnN )amm
HO)- 6-MeTun-4-nupumnanHkapbokeunart (42,8 r,
118 MMOIb). Mocne npekpaLieHma
rasoBblgeneHus Oo6arnawT OOHOR nopuyei
wopostaH (31,2 1, 16 mn, 200 mmonb) K
PeaKUMOHHYI0 CMECb OCTOPCHKHO HarpeBaloT C
obpaTHBIM XCNOAWMEHUKCM B TeYeHWe 24 4acos.
Mocne oxnaugeHWs A0 KOMHaTHOW TemnepaTtypbl
PEaKUWOHHYI0 CMECh aKKypaTHO racaT BoAol W
SKCTParMpyloT TP pasa  sTUnaueTaTtom.
ObbeanHeHHbIe opraHudeckue 3KCTPaKTEl
JBaxabl NPOMLIBAOT BOOOW, BLICYLUMBAOT Haf
cynechatoM MarHua W huneTpywT. [locne
yaaneHus pacTBopWUTens B BaKyyme nomnyuqaloT
KOpUYHeBoe Macno. KonoHouHas
xpomaTtorpacua sTtoro Macna (Et oO:rekcan,
1:1) paetr pgee  cpakumu: (1)  meTmn
2-{(2-Bpomo-4-(1-meTnatmn)deHnn)ammHo)-6-m
etTun-4- nupuMmuanHkapbokcunar (4,6 r, BbIXoq
11%, Ry = 0,8) u (2) - yKasaHHEIA B 3arnasum
npoaykt (20 r, Ry = 0,7), HeovuLleHHoe Macho.
YKasaHHbIA B 3arnasuu NpoAyKT
NepeKpUCTannMaoBLIBAIOT U3 TekcaHa MU
BbICYLLIWBAIOT B BaKyyMe, MOny4awT Teepaos
BewectBo (18,0 r, Bbixon 39%), Temnepartypa
nnaeneHus 81-82 °C, AMP (CDCls, 300 MTu),
fensta: (7,5, br s 1H), 7,25 (d, 1H, J=7),
71 (S, 1H), 43,4l (m, 1H), 405 3,75,
{m, 4H), 2,95 (centetr, 1H, J=7), 2,3, (br S,
3H), 1,3, (d, 6H, J=7), 1256 (t, 3H, J=7).
Macc-cnekTp BLIGOKOrO paapelleHus.
Xumudeckaa MoHW3aLWsa, BbldUcneHo: 392, 0974,
{M+H), HallgeHo 392, 0960.

Mpumep 19

N-(2-Epomo-4-(1-metunatun)dpeHnn)-N-aturn-
4-mMeTnn-6-(4-
MeTunnunepasuHunKapOoHun)-2-NnpUMULNHaAMK
H.

WMcnoneays MeTof, aHanCriyHblid ToMmy, YTo
npvBedeH B nMpumepe 16, HO Mcnoneays
4-MeTUnNnMNepasnH, nonyvarT HeoOXxoaUMbIRA
MpOAYKT, TemrnepaTypa nnasneHws 81-82°C.

Mpumep 20

N-(2-Epomo-4-(2-rngpokenaTnn)heHnn-N-aTm
N-4,6-AMMETUN-2-NNPUMUANHAMUH.

THP-rugpokcunaaliTHas rpynna, yaansawt
nedcterem HCl Ha acupHbId NpoaykT, Kak
OnWcaHo paHee, W NOMyyalT YyKasaHHOe B
3armaBvy  COeAMHEHWE C  Temnepartypor
nnaeneHuns 58-60°C.

Mpumep 21

N-3T1uUn-N-(2-meTokcK-4-(1-MeTUunasTUN)heHn
n)-4,6-AUMeTUN-2-NUpUMUIMHaAMUH.

YacTb A. VMononbaysa MeToauKy, OnMcaHHyo B
npumMepe 1, a Takke 2-aMMHO-S5-MeTUndeHon,
NOMNy4aT NMPOMEXYTOUHbIF BTOPWYHbIA aMuH.

YacTb B. [JBOWHBIM MeTUNMpOBaHWEM aMUHO
W PeHOMbHBIX MPYNA, WCNonbays  W3bbIToK
rmapuaa Hatpus U nogometaHd B T d, nonyyawt
HeoBxoOuMeIA NPOOYKT.

Mpumep 22

N-31un-N-(2-Aono-4-(1-Metunatun)eHnn)-4
-TMOMOPMONUHO-B-MeTUN-2- MVPYMUEWHAMWH.

Wcnoneayd  meToguky  AoaMpOBaHKUS,
npuveBedeHHyo B npumepe 11, 1 obwwnii Metoq
CUHTE3a, YKasaHHbIA B nNpuMepe 4, nonyyaloT
HeoBxcaumoe GOefNHeHWe, Temnepartypa
nnaeneHuns 51-53°C.

Mpumep 23

N-[2-Bpomo-4-(1-MeTunatn)deHun)-N-aTun-
4-meTun-6-{4-MopdoNMHUN)-
1,3,5-TpnasunH-2-amuH.

Yacte A. MeTunmarHwiitpomumg (300 Mmone,
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3 M B achbupe, Aldrich) no kannam goBaensoT B
TeyeHWe 10 MUHYT K pacTBopy xnopaHrmgpuia
UnaHypoeo# kucnotel (12,9 1, 69,9 mmons) B
CH 2Clo (300 mn) B armocdepe ascTta nNpu

-20 °C ¥ NpodEnKalT nepemellvBaHWE MNpK
3TOA Temnepartype B TeyeHwe 4.5 vaca. [lo
kannam gobaenawTt Bogy (36 mn), nognepxunsasn
TeMneparypy peakLmm HuKe -16°C.
PeakunoHHOW cMmecu faloT  HarpeTeca 0o
KOMHAaTHOM Temnepatypbl U o6aBnawT cynsdat
marHus (40 ), BblagpkueBaloT 1 vac.
PeakunoHHyIO CcMeck UNbTpYOT W nocne
yoaneHus pacTBOpUTENS NOMyYyalT XKentoe
TBepgoe BeuwectBo (11,06 r). 3TOT nNpogykT
ovnMwaT  cnawxpomaTorpadgmrer  (CHClo,
KpemHe3eMm) " nonyyatot
2, 4-guxnopo-6-MeTun-S-TpuasmH B Buae 6enoro
TBepgoro eewecTtBa (7,44 r) ¢ Beixogom 65%.

YacTe B. 2,4-0MxXNopo-6-MeTun-S-TpraaunH (3
T, 18,29 MMOIb),
2-6pomo-N-aTun-4-usonponunamuH (6,07 T,
25,07 MMOnb) U gUM3aonponinsTUnaMnH (3,2 T,
25,07 Mmmornk) B gUoKkcaHe (60 mn) B atmocdepe
asoTa HarpeBarwT ¢ o6paTHbIM XONOAWNbHUKOM B
TEYeHWe Tpex YacoB. YJansaT pacTBOPUTENb, K
OCTaToOK oyvuLLaloT, ncnonbayn
donswxpomatorpacmio (CHyClp, KpemHesem) ¢
nonyyeHeMm Heobxoammoro npodykra (4,58 ) B
BWAE NPO3paYHOro Macna ¢ BbixoaoM 68%.

Yacte C. T[lpoaykT, nonydYeHue KOTOROro
onucaHo B 4Yactkm B, (500 wmr, 1,35 mMmonk)
pacTBopsaloT B anokcaHe (20 mn) B atMocdepe
a30Ta NpW KOMHATHOR Temnepartype, W B oOuMH
npvem aobaengwT mopdonuH (247 wmr, 8,84
MMOnb). [MpoformKawT nepemellnBaHne npu
KOMHaTHOW TemnepaTtype B TeyeHue 17 4acoB.
YOansgioT pacTBOpUTENb W OCTAToOK pacTUpaloT
CO cMeckio sTUnaleTaT/rekcaH (1:3). PactepThlid
NPoAyKT  oJvdWarT  dnswxpomaTorpachuer
(EtOAc/rekcaH, 1:3, KpemHesem). [IpogykT
cobupaloT B BUAE NpospadHoro macna (550 mr) ¢
BbIXOA0M 97 %, C19H26N3OBT.

MNpumep 24

N-(2-Bpomo-4-(1-meTunstun)
heHUn)-N-aTuN-4-MeTUn-6-(rTMapPoKCUMeTM)-2-N
UPUMUANHAMPH.

MNpoaykT, nonyyeHwe KOTOPOro OMUCaHo B
npumepe 18, wn Goprugpua nutia (1,5 ake)
nepemMelLnBaloT B CYXOM TeTparmgpodypaHe B
atMocdepe asota B TedeHMe 50 vacos. 3arem
peakUWOHHYIO CMeCb BbINMBaKT B BOOY W
3KcTparvpyoT Tpu pasa CHCI3.

Oﬁ'be,D,VIHEHHbIe SKCTPaKTbl BbICYLWMBaKT Hafg
MgSQOs, dUNeTpyOT K ynapuesaloT B Bakyyme,
nonyyarT ¢ NOYTH KONHUYeCcTBEeHHbIM BbIXOAOM
NpoAYKT B BUAE NErkon MenTon XUAKOCTK.

Mpumep 25

N-(2-Bpomo-4(1-MeTunaTn)deHnn)-N-aTin-
4-mMeTUn-6-(MeTOKCUMETUN)-  2-NUPUMUONHAMAH.

K npoaykty, nonydeH1e KOTopore onicaHo B
npumepe 24, 1 rngpuay Hatpua (1,1 3KB) B
cyxom TP B atmoctepe asora gobarnawoT
nogmetaH (1,1 akB) W uepes 4  vaca
peakUMOHHYIO CMecb BbINMBAKT B BOOY M
sKkcTparvpytoT Tpk pasa CHCIl3. O6GbedmnHeHHbIe

KCTPAKTLI BbICYLLWBAKT Haj MgSOy,
duneTpYlOT W ynapueawT B Bakyyme.
[MonyJeHHbIA NPoOyKT ovyunwatot

Xpomarorpacueldi Ha cunukarene, Wcnonb3ys
10% EtOAc B rekcaHe W nonyqaioT ceeTnoe
Kenroe macno (Ry= 0,37).

[Nprmep 26

N-(2-Bpomo-4-(1-metnnstin)
heHun)-N-stun-4-
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MeTUn-6-(TMomMeTun)-2-NMpUMUAUHAMUWH.

YacTb A. 2-BpoMO-4-M3onponunaHunmH (8,9
r 42 MMOIb) [
8-rnapokcK-4-MeTUn-2-TUOMETUNNUMPUMUAMH (5
r, 32 MMOMk) CMELLMBAKOT B aTMocdepe asota i
HarpesatoT npu 190°C B TeuyeHue 8 Yacos.
PeaKUWOHHYIO CMeCk OXNaXaakT A0 KOMHATHOR
TeMneparypkl. Ocrarok ounLwaoT
chnswixpomarorpachuerd  (CHyClo/MeOH, 251,
cunukarens), U nonyyawTt 9,16 r (Bbixof 89%)
Benoro TBepAOro NpoayKkra.

Yactb B. [Mpoaykr, nonydeHWe KOTOpPCOro
onucaHo B Yacth A (6 r, 18,6 mMMmonb),
POCl3 (20 mn, 214 MMOMb) HarpeBawTt B
artmocdepe asora 15 MUH. PeakUMoHHYI CMeCh
OXMaXgalT [0  KOMHAaTHOW — TemnepaTtyphl,
MeaneHHo BbINMMBaOT Ha nef (200 ),
nepemewinBaotr 30 MWH, OO TOMO Kak neq
pacnnaBuTCA, W BOOHYI0 CMECh SKCTParupyloT
atvnayetatom (3 x 100 mn). O6befWHEeHHbIe
opraHudeckne skeTpakTsl obpabarsiBaloT BCAOKA
(100 mn) WU conAneiM pacTeopoM (100 mMn),
BblcylWMBaT Hag 6e3BofHbIM - cyNbdhaTom
HaTpug, puneTpyOT U BeIgenaT 6,1 r macna.
OTOT NPOAYKT oYMUWAaT dnawxpomaTorpadne
{CHoClsfrekcaH, 1:1, ABYOKMCH  KpemHWs),
nonydaioT 4,48 r npoaykta (Beixod 70%) B BMAE
npospavYHoro mMmacna.

Yacte C. K npogykTty, NofydyeHue KOTOporo
onucaHo B 4Yacth B (4.3 r, 12,65 mmons), B
auMmetuncgopmamimge (30 mn) B arMocdepe
asoTa gobaenaAwT ruapua HaTpua (658 mr, 16,45
mMonb, 60% avcnepcuna B macne) HebonblnMm
nopumamu. [llocne Toro Kak JdobaeneHue
3aKOHYeHOo, nepemewvBawT 4 daca npu
KOMHAaTHOW TemnepaTtype. K peakymoHHOK CMecKn
pobaenawt Bogy (100 mn) W sKkcTparMpyrT
atvnayetatom (3 x 100 mn). O6befuHEeHHbIe
opraHudeckmne skeTpakTel obpabaTeiBaloT BOOOR
{100 mn) v consHsiM pactBopoM (100 mMm).
OpraHn4eckuia Crnown BbICYLLUWBAKOT Haj
0e3BofHLBIM CcYyNbhaTOM HaTpUsd, DOUNBTRYIOT,
nocne  BblgeneHuWAa  nonydawt 48 1
PLIKEBATO-KOPUYHEBOIO Macna. OTOT NPOAYKT
oYyuWaT drawxpomaTorpapmuen
(EtOAc/rekcaH, 1.6, OBYOKMCb KPEeMHWUS) U
nonyyatoT 4,4 1 (Beixof 95%) macna.

Yacte D. Tpoaykr, nonyyeHWe KOTOPOro
onncaHo B wacth C (2 r, 54 mMonb), W
THOMEeTOoKCUA, HaTpua (558 r, 7,6 MMONb) B
anokcaHe (50 mMn) B arMmocdepe  ascTa
HarpeBaloT ¢ 0OparHelM XonoguieHukom (20
Jacoe). PacTeopuTent yganawT KW ocTaTok
oYnaT dnawxpomaTorpaduei
{CH 5ClofrexcaH, 1:1, KpemHeseM), W nony-arT
1,86 1 (BbIXoA 91%) npoapayHoro macna.
Macc-cnektpockonus: (NH 5-CI/DDI P). 380 (M
+ Hy*

Mpumep 27

N-(2-BEpomo-4-(1-meTunatmn)
heHun)-N-stmun-4-
MeTUN-6-(TMOMEeTUN)-2-NMPUMUAUHAMWH,
S-auoKena.

K npogyKty, nonyyeHWe koTopore onucaHo B
npumepe 26 (1,8 r, 4,8 mmornk), B CHyClo (100
Mn) B aTMocchepe ascta gobaenawT
HeBoNbLWKMMK NOpUMAMK 3-XNnoponepbeH3oRHy o
kacnoty (3,16 r, 14,67¥ mMMmOne, uJucTOTa

80-85%) W nocne  aTOrO  MNPOAOIKAKT
nepemMelLMBaHue 30 MUHYT. He
npopearvpoBaBLlLIME  Mepokcua  yAansawoT,

nenonesys 10% cynedut Hatpua (5 mn), w
pasbaBnawT peakumoHHyto cmeck CHCly (150

MN) ¢ nocneayoLed NpoMbIBKOR 5% pacTBopoM
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29

ovkapboHara Hatpusa (100 mn) W pacTBOPOM
COnu (100 MIT). OpraHuuecKkria cnon
BbiCylLMBAKT Hag 6e3BofHbIM - CynbgaTtom
HaTpus, PUNBTPYHOT K BeigenaoT 2,19 1 xkenTtoro
macna. aror NPOoOYKT ovMLaoT
chnswixpomarorpacued (CHoClo, kKpeMHesem) m
nonyyawer 1,6 r  macrna (Bbixog o 79%),
macc-cnektp: (NHa-CI/DDIP): 412 (M + HY*.

Mpnmep 28

N-(2-Bpomo-4-(1-meTnnstin)
peHun)-N-atun-4-
MeTUn-6-(TMOMEeTUN)-2-NMPUMUAUHAMWH,
S-oKcua.

K npoaykTy, nonyyeHWe KOTOPOre onucaHo B
npumepe 26 (770 mr, 2 mMmonb), B MeTaHone
(200 Mn) poGaensawoT B OOMH NpUemM nephodart
HaTpua (648 mr, 3 mMons) B Bode (10 mn) m
nepeMeLLnBaT  pPeakuMOHHYK CMeCk  Mpu
HarpeBaHWKM ¢ OBPATHBLIM XOMNOAWMEHUKCM B
TedeHWe 28 4acoB. YOandawT pacTeopuTens, U
OCTaTOK PasfensaioT Mexay atunaueratom (200
M) W Bogon (50 mn). OTaenAwT opraHUYecKUi
crnoi n obpabartbiBaloT congHbIM pacTeopoM (50
mn). OpraHUdeckWid crnold BbICYLUMBAKOT Hag
0e3BOOHLIM CYNbhaTOM HATPUA, OUNBTPYIOT,
BblOENA0T 7] nony-arT 820 Mr
pLIKEBATO-KOPUYHEBOrO  MPOAYKTa,  KOTOPbLIA
OYULLAKT NaWwxXpomaTorpapmren
(EtOAc/rekcaH, 1:1, kpemHeaem), nonyyvatot 570
mr (Belxog 71%) Macna. Macc-cnektp
(NH 3-CI/DDIP): 396 (M + H)".

[Mpumep 29

N-[2-Bpomo-4-(1-meTnunatin) heHun]
-N-3TUn-4-metnn-
6-0eH3MNoKeK-1,3,5-TpHasnH-2-amuH.

BeHaunoebld cnnpt (197 mr, 1,82 mmons, 1,2
3KB) nocTeneHHo AobaensioT K pacteopy NaH
(73 mr 60% pgwcnepcun, 1,82 MMOML) B CyXoMm
DMF »n nepemeluMBawdT MNpU  KCMHATHOM
TeMnepatype 15 MWHYT, 0OGaBNAT NPOOYKT,
nonyyveHe KoToporo onucaHo B8 dactu B (560
Mr, 1,52 MMOrk), W NepeMellnBaloT NoyYeHHYHo
CMEChb MPU KOMHATHOW TemnepaTtype B TedeHue
ABYX 4acoB. 3aTemM peakuMOHHYI0 CMEChb
BbINMBAKOT B BOOY W TPWU pasa sKeTparvpytort
aTUnaleTaTtoMm. OpraHUJeckhi CINown
BbICYLUMBAKT  Ha4  CynbdaroMm  marHus,
OUNETPYIOT W KOHUESHTPUPYIOT B BakyyMme.
[MonydyeHHoe mMacno xpomarorpadupyloT Ha
ABYOKMCU KPEMHWH, WCMNOML3ya B KadecTBe
pacteoputens 20% sTuUn-aLetar B rekcaHe W
nony4arT yKasaHHoe B 3arnasuu
coefuHeHne CqzHasNy Obr, BelMMcneHo, %: C
5548, H 546, N 11,76, HaigeHo, %: C 55,30,
H 541, N 12,02.

Mpumep 30

N—[2—|7|OJJ,O—4—JJ,VIMeTMJ‘IFVI,EI,pOKCVIMeTMJ‘I—dDeHI/U'I
] -N-27Un-4-6- guxnopo-1,3,5-TpuasnH-2-amuH.

Yacts A. Otun-4-amuHobenscar (50 T,
30,27 mmMonk) M BukapboHat Hatpua (3,81 T,
4540 mmons, 1,5 2kB) OoGaBnAlT K CMecH
MeTUnsTUneH-xnopuoa u eodsl (1. 1). Cmech
oxnaxaawTt Jo 0°C W nocteneHHo ob6aBnsoT
I2 (1,53 r, 4540 wmmonb, 1,5 5kB).

PeakunMoHHOW cmecu paloT  HarpeTeca 4o
KOMHaTHOW TemnepaTypsl U nepemewnsarot 72
vaca. 3aTeM pa3fdensawT CrioM W BOAHLIA CNoW
NpCMbIBAIOT AMMETUNXNcpuaoM. OpraHuyeckue
NpcaykTel COLeAWHSI0T WM BLIGYLUMBAOT Haj
cynbgaTtom MarHus, rnbTpyIOT n
KOHUEHTPURYIOT B BakyymMe. NonydYyeHHoe Macno
XpomaTorpadupyoT Ha KpeMHe3eMe, UCTONbaya
B kadecTBe pacteopuTena 30% sTunayetar B
rekcaHe, nonyyaroT
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3TUN-3-Hopo-4-ammnHoBeHzoat, CgHigNO-l.
Macc-cnekTp: 282 (M + NHg)".

Yacte B. T[lpogykr, nonydeHWe KOTOPCro
onucaHo B 4acth A (1,0 1, 34 wmwmonb),
Jo6apnawT NpU nepeMellvBaHUKW K pacTBOPY
NaH (0,21 r, 5,2 mmons) B 25 mn cyxoro DMF u
OCTaBMNAT NepeMeLlMBaThLCH NpU KOMHATHOM
Temneparype 10 MUHYT. 3arem gobaenawoTt
atvniogng (0,8 r, 5,2 MMONL) K NepeMeLllnBaloT
24 yaca. PeakyMOHHYIO CMECH BLINTMBAIOT B BOOY
W BKCTparupyT aTunayetartom. OpraHUYecKkUi
CMOA BEICYLUMBAKT Haf CynNbaTtoM MarHus,
OTCHMNBTPOBBLIBAKT W KOHUEHTPUPYIOT B BaKyyMe.
[Mony4YeHHbIA NPOAyKT XpomaTtcrpadupyoT Ha
KpemHeseMe,  Ucronb3yss B KadecTee
pacteopuTens 30% stunauerar UM nomnydaloT
3-lhoao-4-(N- sTMn)amuHobeHsoar,

C 41H14NOsl. Macc-cnektp: 320 (M + H)*.

Yacte C. Tlpoaykr, nonyyeHWe KOTOPOro
onmcaHo B dacth B (0,32 1 1,0 mmonb),
pacTBOPAOT B AWCKCaHe W MeANeHHO
no6apnAwT xnopaHrnapua LaHypoBOR KUCNOTHI
018 r, 1,0 mMmons). PeakuMoHHY CMechb
HarpepaloT G oOBGpaTHbIM  XONOAWNBEHUKOM B
TeuyeHMe 4 4acoB, MNepemMelLuBaloT  Npu
KOMHaTHOW TemnepaTtype 24 uvaca, 3aTem

BbITUBAKOT B BCAYy 7 SKCTparipyoT
aTMnaueTaTom. OpraHu4ecknia CNOWA
BbICYLWIWBAOT Had  cynbdhaToM  MarHus,

DUNBTPYIOT W KOHUEHTPUPYIOT B Bakyyme.
[MonyYeHHbIR NpodyKT XpomatorpadunpyloT Ha
JBYOKUCKU KpPeMHWMSs, WCNOMb3ays B KadvecTBe
pacTeoputena 10% sTunauetar B rekcaHe W
nonyyaieT N-[2-Aopo-4-
atun-kapdounar]-N-atun-4,6,
-auxnopo-1,3,5,-TpuasuH-2-aMuH.
C 14H13N405Clol. Mace-cnextp: 467 (M + H)*.
Yacte D. [poaykr, nonydYeHWe KOTOPOro
onucaHo B vacth C (0,26 r, 0,6 mmonb),
pacTBOpsOT B 20 MM MeTUNeHxnopuia W
oxnaxgalT Ao 20°C. lMocTensHHo fobGasnawT
MeTun marHuibpommna (3 monb B acompe, 0,9 mn,
0,33 r, 3,0 mmonb, 5 skB). PeakyMoHHOR CMecK
JaloT HarpeTbeA A0 KOMHATHOW TemnepaTypbl 1
nepemelLMBaloT 4 JYaca, 3aTeM BbIMMBAKT B BOAY
1 pPa3gensoT cnon. BogHbIA CNol akCTparvpyoTt
METUNEHXNOPWUAOM, C6LEAMHAIT opraHuyeckue
CMOW, BBICYLUMBAIOT Had cynbgartcM MarHms,
OTUNETPOBBIBAKT WU KOHUEHTPUPYIOT B BaKyyMe.
Mony4YeHHbIA NpoOOyKT XpomartorpadupyoT Ha
cunukarene, ncrnonbays B  kauecTee
pacTeoputensa 30% aTvnauertaT B rekcaHe, W

nonyvarat ykasaHHoe B 3arnasumv
coegnHeHne, Cq5H1gN4OICI. Macc-cnektp: 453
M+ H)*.

Mpumep 31

N-(2-Mopo-4-(1-meTunatrn)cpeHnn)-N-annun
-4-  MOPMONMHO-B-MeTUN-2-NUPUMUINHAMUH.

Temnepatypa nnaeneHns 109-112 °C.
OneMeHTHbId aHanua ans  C  oHo7N4IOHCH,
BeluMcneHo, % C 48,99, H 548, | 24,65, Cl
6,89. HaligeHo, %: C 48,81, H 5,43, N 10,59,
| 24,67, Cl 6,86.

Mpumep 32

N-(2-Mopo-4-(1-meTunatun)-
heHun)-N-stun-4-xnopo-6-metun-2-
MMPUMUOUHAMUH.

MyaHuokH, 395 MMOMb, HeoYULLEHHLIRA,
nony4eHHbIA obpaboTKon
K 2CO4 COOTBETCTRYIOLWEA COMM ryaHUanHKA, 15
Mmn (118 mMmoner) stunauetoauertata U 20 1
(14,47 mmonb) KoCOgz B 120 Mn abconioTHOM
aTaHone HarpeBaloT c o6parHLIM
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XONOAMNbHWKOM B TedeHne 100 vacos. YaanawT
pacTeOpUTENE B Bakyyme M ocTaTok
XpomaTorpachmpyoT Ha cunukarene, UCnonbays
B KauectBe omweHta 40% EtOAc/rekcaH,
nonyyaroT 4 r NnpoAyKTa, BbIXOA4 27% (B pacuyeTe
Ha TpW cTaguu).
4-TOpoKCUNUPUMALWH, NOMy“eHHLIA

COOTBETCTBMM C OMNWCAHHOW BLIWE peakuue
(2,47 1, 6,69 Mmonk), pacrteopawT B 20 Mn
POCI 3 # nepemelumBatoT npu 25°C B TeueHre 4
YacoB. PeakUWMCHHY CMech BhINMMBAIKOT Ha nef,
nepemelwnsaoT 30 MUHYT K akcTparmpytoT 100

B
"

M EtCAc. EtOAc-akcTpakt  NpoMbIBaKOT
COMAHLIM ~ pacTBOPOM,  BbICYLUMBAKOT MU
KOHUEHTpUpYIoT B BaKyyme. OcTartok

XpomaTorpadnpyoT Ha CUnukarens, UcnonLaya
20% EtOAcirekcaH ©n nonydawor 1,64 1
COOTBETCTBYOLWEero 4-xnoponupuMUanHa (BeIXch
83%).

1,6 1 (4,13 MMonb) 4-xnoponupumuanHa,
NonMyyeHHoro, Kak onucaHo Boiwe, U 0, 33 T
(8,25 mmone) NaH (60% B macne) B 10 mn
cyxoro DMF npn 25°C cmewwmBaoTr npu
nepeMellMBaHMM B TedeHwe 15 MUH. 3atem
gobaenawor 0,7 Mn (8,75 mmonb) Etl, w©
NPOBOAAT peakuyuio npu 0°C B TeueHWe 2 4acos
n 25°C B TeueHve 16 yvacoB. 3aTem
pPEeaKkLMOHHYI0 CMech pa3gendaT mexay 100 mn
EtOAc 1 25 mwmn Boabl, W EtOAc-akeTpakT
NEOMbIBaKOT  BCAOK (2x30 ™mn), COnAHbIM
pPaCTBOPOM, BLICYLLUMBAIOT W KOHLEHTPUPYIT B
Bakyyme. OcTatok XxpomarorpachvpyoT  Ha
cunukarene, wucnoneaysd 8% EtOAc/rekcaH wu
nony4atoT 1,2 npoaykTa B BUAE BA3KOW XUAKOCTM
(Bbixoa 70%). OnemeHTHoIR aHanva  ang
C 16H41gN3Cll, BblumcneHo, %: C 46,23, H 4,61,
N 10,11, ClI 853, | 3053, HalhgeHo, % C
46,36, H 4,57, N 9,89, CI 8,79, | 30,38,

MNprmep 33

N-(2-MeTuntmno-4-(1-metnnatun)deHnn)-N-at
un-4(S)-metun-2'-
NUPRONUAUHUMETOKCH)-6-MeTUN-2-MMPUMUANHA
MUWH.

OnncaHHblA Belle xnoponupumMuanH 0,66
(1,59 mmone), 70 mr (1,76 mmonk) NaH (60% B
mMacne) " 0,19 Mn 1,6 MMOIML)
(S)-N-metunnponuHona B 10 mn cyxecro TI® B
aTMocchepe a3oTa nepeMelunealoT npu 25°C B
TedeHne 36 4acoB M 3aTeM  HarpesBawT ¢
obpaTHLIM XONCAUNEHUKOM B TeYeHWe 2 4acoB.
Cwmeck pasgensanTt mexgy 10 mn EtOAC 1 20 mn
Boabl, W 3aTeM EtOAc-akcTpakT npoMbIBaKOT
BOAOH, CONSHGLIM PAcTBOPOM, BhICYLUMBAKOT W
KOHUEHTPUpYIoT B BaKyyme. OcTaTtok
XpomaTtorpadmpyoT Ha CUNUKarens, Mcnonsays
B KadectBe onweHta 0,5% NH4OH/S%
CH 30H/CH3Cl2, 1 nonyvatot 340 Mr npogykra,
KOTCPLIA 3aTem nepesoanAT B
conb-gurnapoxnopug, obpabotkod 1 M HCI B
sthmpe, Temnepatypa nnasneHus 101-103°C (c
pasn). OnemMeHTHbIA aHanua ans
C 2pH31N4I0e 2HCI, BeMUcneHo, %: C 46,57, H
5,86, N 988, Cl 12,50, HahgeHo, %: C 46,69,
H 6,02, N 9,45, Cl 12,69,

Mpumep 34

N-(2,6-0nbpomo-4-(1-meTnnsTun)deHmnn)-4-1
NOMOPONMHO-6-MEeTUN-2- NUPUMUONHAMKH.

580 Mr (2,46 MMOIL)
2-X1opo-4-TMoMopdONMHO-G-MUTUNNUPUMUONHA
) 793 Mr (2,7 MMOIE)

2,6-gubpomo-4-m3onponunaHunmHa 1 216 mr
(54 mMonb) NaH (60% B Macne) HarpesaloT B
Tonyone c OGpaTHbIM XonoguneHAKOM B TedeHWe
6 4YacoB W ouMWaT Xpomarorpadpueld Ha
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cunukarene, ucnonesysa 25% EtOAcirekcaH,
Boixon, 79%. top 194-195°C.  3nemeHTHbIA
aHanuna anga C 1gH2oN4BroS, BeiuucneHo, %: C
4446, H 456, N 1152 Br 32,87, S 6,59,
HaAgeHo, %:. C 44,67, H 454, N 11,24, Br
32,8, S 6,62

Mpumep 35

N-(2-MeTunTno-4-(1-metunastrn)cpeHunn)-N-st1
un-4, 6-guMeTUn-2-NMpPUMUZUHAMKH.

CoeauHeHMe nonyqaloT peakysed obmeHa
NUTUA-6POM  COOTBETCTBYIOLWEre 3amelleHHero
2-6poMo-4-U30NpoONUNaHUIMHONMPUMUAVHE C
H-BuLi B Tre® npu 0°C c nocnepyrowei
peakyver ¢ gumetTuncyns@uaom. MNonyueHHsIR
NpCOYKT — ounwaloT  xpomartorpadurer  Ha
cunukarene, UCnons3ys B kadvecTse snoeHTa 8%
EtOAcirekcaH, BeIxo4 37%, Temneparypa
nnaeneHWs 64-66°C. 3neMeHTHLIA aHanuMa ans
C1gH25N3S; BblUMCneHO, %: C 68,53, H 7,99, N
13,32, S 10,16. HaihgeHo, %: C 68,43, H 7,24,
N 13,16, S 10,02

Mpumep 36

N-(2-MeTuntrno-4-
{1-meTunstun)peHun-N-stun-4,6
-AUMETUA-2-NUPUMUANHEMUH.

Conb-TMAPOXNOPWA, YKa3aHHOIO B MNpuMepe
35 coenHeHnsa nonyyawTt obbiMHEIM CNocoBoM,
Temneparypa nnaBneHns 141-142 °C.
OnemeHTHEIA aHanuMa ana C 1gHosN3SeHCI;
BbluMcneHo, %: C 61,43, H 7,45 N 11,04, S
9,11, Cl 10,07, nangeHo, %: C 61,07, H 7,40,
N 11,80, $ 9,37, Cl 9,77,

Mpumep 37

N-(2-MeTuncynbguHun-4-(1-metnnatm)
theHun)-N-atun-4,6-gumetn-2-
MMPUMUOUHAMUKH.

Cynethna, nonyyYeHwe KOTOpOoro OnucaHo B
npumepe 35 (300 Mr; 0,95 mMonk), pearvpyer ¢
300 mr (1,41 mmone) NalOg B 6 mn MeOH »n 3 mn

Bogobl npu 25°C B TeueHWe 24 yacoe.
PeakunoHHyo cMmech pasfensioT mexay EtOAc u
25 wmn Boabl, EtOAc-skcTpakT npoMbiBalOT
BOAOH, CONAHLIM PACTBOPOM, BLICYLUMBAKT W
KOHLEHTPpUpYoT B Bakyyme. OCTATOK CHULWAKT
XpomaTorpadred Ha cunukarene, WMCnoneaysa B
kavecTBe anweHTa EtOAc/rekcaH (10 1) wu
nonyyaoTr 220 mr npoaykta (Boxon 70%),
TeMnepatTypa nnaeneHua 144 - 146 °C.
OneMeHTHbId  aHanus  and  C  1gH2sN30s,
BbluMcneHo, %: C 65,22, H 7,60, N 12,68, S
9,67. HargeHo, %: C 65,12, H 7,63, N 12,48,
S 9,71.

Mpumep 38

N-(2-Mopo-4-(1-meTunatunicbeHnm)N-aTn-4-
ThasonuMauHoO-6-MeTuN-2- NUPUMNANHAMUAH.

YKazaHHOoe B 3armaBMKM  coefMHeHWe
norny4awT B  BWAS  BA3KOA  KMOKOCTW.
OneMeHTHeId  aHanua  and  C  qgHasN4IS,
BbluncneHo, %: C 48,72, H 538, N 11,96, S
6,84, | 27,09. HailpgeHo, %: C 48,80, H 5,36,
N 11,84, S 6,95 | 27,05.

Mpumep 39

N-(2-HMopo-4-meTokcumetnndpenun)-N-atun-4
,6-0MMeTUN-2-NNPUMUONHAMKUH .

YKkasaHHOoe B 3armaBuMM  coedWHeHne
nornyvawT B  BWAS  BA3KOA  KMOKOCTW.
OnemeHTHEIR  ananua  ana C  4gHzgN3lO,
BeluMcneHo, %: C 48,37, H 508, N 10,58.
HaigeHo, %: C 48,24, H 5,00, N 10,07.

Mpumep 40

N-(4,6-QumMeTun-2-nupMmnamHamunHo)-2,3,4,5
-TeTparnapo-4-(1-MetTunaTun)-
1,5-OeH3oTHasenuH.
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K 4 r (16,32 MMOIL)
2-Wofo-4-uzonponunaHunmHa u 2,53 r (18,4
MMOnb) 4,6-aumeTun-2-mepkantonnpuauHa 8 30
mn DMF pobaenawor 4,8 1 (34,4 mmons)
K2CO3 1 600 Mr (9,2 mMons) nopoluka megu,
NonyyeHHyo CMechb HarpeBalT ¢ OBpaTHEIM
XOMNOAWNBHUKOM B TeueHwe 2 4vacos. [locne
oxnaxoeHusa pobapnawT 30 Mn EtOAc U
OTPUNETPOBLIBAKDT.  PUNBTPAT  pasgensior
vexgy 200 wmn EtCAc m 50 wmn  Boawl,
EtOAc-cnor npoMelBatoT Bogon (3 x 60 mn),
CONAHBIM ~ PacTBOPOM,  BbICYLWWMBAKT W
KOHLUEHTPUpYIoT B BaKyyme, nony4aT
MaCNAHUCTEIA OCTATOK, KOTOPLIA WCMONbB3YIoT
0e3 [ononHUTENEHOW oYKCTKM. Macc-cnekTp,
(mfe) 275 (M+2,20%); 274 (M+1,100%).

K 06 r (2,2 MMmonb) BblleyKazaHHCro
HEOYMLLEHHOTO NpoaykTa B 8 MN CyXoro keunona
aobaenawt 132 mr (3,3 mvons) NaH (60% B
Macne) W CcMmeck HarpeBawT ¢ 0BpaTHbIM
XONOAWNbHWMKOM B TedyeHne 5 vacoB. 3atem
aobaBpnaoT 0,22 M (2,2 MMOINb)
1,3-onMbpomonponaHa W HarpesakT
peakyMoHHY0 cMmech ele 2 daca. Jobaengwor
cnegdytowyto nopuuto (60 mr, 1,2 mmons) NaH
(60% B macne) U NpoAoIKaloT Harpes B Te4YeHue
3 vacos. [Nocne oxnamaeHWa oThUNLETPOBLIBAOT
TBepdsle NPOAyKTHl, YOANAT PacTBOPUTENbL B
Bakyyme, duneTpaT XxpomartorpadupyloT  Ha
cunukarene, wenone3ya 8% EtOAc/rekcan,
nonyyart 220 ™Mr npodykt (Beixed 32% B
pacyeTe Ha ABe cTaguu). Macc-cnekTp BeICOKOro
paspeweHna (MCBP), BeliuucneHo 314,169095,
MamepeHo 314,168333. 3910 coegWHeHue
nepeBoasAT B coNb-ruapoxnopna copatoTkoid M
HCl B adwupe, Temnepatypa nnaeneHus
157-189 o¢.

Mpumep 41

N-(2-MeTuncyneoHUN-4-(1-MeTUNaTUn)heH
un)-N- stun-4 6-gumetnn -2-NMpUMunaUMHaMmNH.

Cynbdhokcng, nonyyeHne KOTOPOro
npyveeaeHo B npumepe 37 (100 mr, 0,3 Mmmonb),
nepemelnBaor B 4 mn CHyClp v 8 mn Bodbl ©
20 Mr (0,09 MMOINb)
BeH3UNTPUITUNaMMOHUIAXIOPKUEa U 94,5 Mr (0,6
MMonb) KMnOy4 npKn 25°C B TedeHWe 16 Yacos.
Cmeck pasgensior mexay 60 mn EtCAc 1 40 mn
BOAbl, NpoMbiBaT EtCAC-cnoi BoaoH, consAHbLIM
pacTBOPOM, BLICYLLIMBAIOT W KOHUEHTPUPYIOT B
Bakyyme. OCTATOK ouMlaT Xpomartorpaduei
Ha cunukarene, ucnonbays 25% EtOAc/rekcaH
nonyyaroT 85 wMr npogykta (Bexon 81%),
Temneparypa nnaeneHus KOTOpOro
174-1753°C. OnemeHTHbld aHanua aonsa
C 1gHo5N2028, BbumcneHo, %: G 62,22, H
7,25, N 12,09, S 9,23. HahgeHo, %: C 62,13,
H 728 N 1193 S§12.

Mpmep 42

N-(2-Otuntuo-4-1-(1-meTunatun)deHunn)-N-a
TUN-  4,6-0MMeTUN-2-NMPUMUOUHAMKH .

YKasaHHOoe B 3armaBuM  coeguHeHWe
nonyyawT Tem Xe cambiM cnocoBom, 4To U
NpECOyKT,  OnucaHHeElA B npumepe  36.
TemnepaTypa nnasneHns 128-130 °C.
OnemeHTHblA aHanuM3 gna  C 1gHz7N3S.HCI,
BbluMCNEHO, %: C 62,36, H 7,71, N 11,48, S
8,76, Cl 9,69. HalgeHo, %: C 62,64, H 7,75,
N 11,43, S 8,59, Cl 9,58.

Mpnmep 43

N-(2-3TrNTHMo-4-MeTOKCUUMMHOSTUNEHNT)-
N-3Tun-4,6-gMMeTn-2- NUPUMULNHAMUH.

YKasaHHOe B 3armaBuM  cogAuHeHue
nonyyawT Tem e camblM cnocofom, uto u
NECOYKT,  ONucaHHEIA B npumepe 44,
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Temnepartypa nnaenedus 77-78 °C. 3neMeHTHbIRA
aHanna ana C qgH2eN4OS, Bblumcneno, %: C
63,66, H 7,31, N 15,63, 8 8,95 HaligeHo, %:
C 63,70 H 7,32, N 15,64, S 8,94.

Mpumep 44

N-(2-MeTunTno-4-mMeToKCUNMUHOITUNEHIN)
-N-aTMn-4,6- gumMeTwn-2-NMPUMUIMHAMKH.

K 4 r (29,6 Mmonk) 41-amnHoaueTodeHoHa B
20 mn CH»Clo 1 50 Mn Bodbl, cogepKallnx 3,6 1
{48 mmonk) NaHCO4, pobaenawt 9.0 r (354

MMonb) |2, CMech NepemMellnealoT npu 25°C B
TedeHne 20 4vacoB. 3atem gcobaensiot 20 mn
HacklWeHHoro BoAHOrO pacteopa NaSOz
CMecb NepeMellnBaliT B TeuveHwe 10 MUHYT,
pasgenstor mexay 120 mn EtOAc n 10 mn Boapl.
EtOAc-skcTRaKT npoMbIBaoT CONSAHLIM
PAaCcTBOPOM, BLICYLLIMBAKOT W KOHUEHTPUPYIOT B
BaKyyme, oOcTatok XpomartorpadupyloT  Ha
cunukarene, WCNOMb3ys B KAaYecTBe 3MeHTa
25% EtOAc/rexkcaH 1 nonyvatwt 6,1 1 npoaykra
{BbIXOO 79%).

K 3,05 r (11,69 MMOIL)
4 1-al\,ﬂ/lHo-?:1-|7|o,u,oaLl,eTocpeHOHa B cMecH 40 mn
aTaHona W 10 mn 3 M NaOH pobagnsawT 2,10 1
(25,20 MMONb) METOKCHMaMMHA TMAPOXoOpKUaa W
HarpeBaloT cMect ¢ oBpaTHEIM XCNoaUMbHUKOM
B TeUeHWe 2 YacoB. 3TaHON yaanaT B Bakyyme,
octatoK pasgensaoTt Mexgy 100 mn EtOAc m 30
Mmn  Boasbl EtOAc-cnod  npomebiBaoT  BOAOH,
CONSAHLIM  PacTBOPOM W KOHUEHTPURYT B
BaKyyMe. MonyJeHHbIA OCTaTOK
XpoMaTorpachupyioT Ha cUnUKarense, UCNonbLays
20% EtOAc/rekcaH, nonyyawT 2,8 r npogykra
(BbIX0a 83%).

BrolweykasanHbid  npoaykr (1,5 r, 518
MMOMb)  MNoABeprawT  B3aWMoAelcTBUMIO  C
4.6-AMMeTN-2-MepKanTONMPUMUOUHOM, Kak
OnMcaHO Bblle, MNONyYalT COOTBETCTBYHOLWWA
afnnykT c BbIXOAOM 70% nocne
XpomaTorpaddMieckol  O4UCTKN.

BolweykaszanHeld  npogykr, 1,1 r (3,64
mMMonb) obpabartoiBatoTr 190 mr (4,73 mMmonb)
NaOH (69% B macne) B 7 M CyXOro kcunona
npu HarpeBaHUW ¢ oBpaTHEIM XONOAUMLHUKOM B
TeyeHWe 5,5 vaca. PeakynoHHylo cMechb 3atem
pasgensoT mexay 100 mn EtOAc n 20 mn Boawl,
EtOAc-cnod npomsiBaloT  BOOOW, CONSAHLIM
PAacTBOPOM, BLICYLLUMBAIOT W KOHUEHTPUPYIOT B
Bakyyme. OCTATOK OuMLaOT XpomaTtorpadunei
Ha cunukarene, ucnonesys 25% EtOAc/rekcaH,
nonyyakoT 900 Mr npofdykta (Beixon 82%).

BhllweykaszaHHbld  npoaykt, 900 wmr (2,98
mMons), obpaBarteieaetr 470 Mr (3,4 mmons)
KoCO3 1 0,22 Mn (3,564 mmonk) CH3l npu 25°C
B TeyeHWe 4 yacoB. 3artemM NonyueHHbIA NpodyKT
pasgenstor Mmexay 100 mn EtOAc n 20 mn Boabl.
EtOAc-cnoi npomMbliBakOT CONAHLIM PAcTBOPROM,
BbICYLIWBAIOT W KOHUEHTPUPYIOT B  Bakyyme.
OcTartok  WCMonbayloT  Ana  NocneayLwux
peakUnid 6e3 AOMONHUTENbLHOR OYWCTKW.

BhlweykazaHHbld npeaykt, 240 wmr (2,97
mmons), obpabatoiBaotr 160 mr (4,0 mmons)
NaH (60% B macrne) B 7 mn cyxore DMF B
TedeHwe 20 MMHYT npu 25°C, a 3atem
pobaenawt 0,32 mn (4,0 mmone) Etl. Cmeck
nepemelLMBaloT Npu 25°C B TedyeHWe 16 Yacos
n pasgenawot mexay 100 mn EtOAc n 20 mn
Bodbl, EtOAc-cnod npoMbIBAIOT  CONAHLIM
pPacTBOPOM, BbICYLUMBAKT, KOHLUEHTPUPYT B
BaKyymMe W OCTaTOK XpoMaTorpadvpyloT Ha
cunukarene, ucnonesys 20% EtOAcirekcaH,
nonyyaT 600 mr npodykra (Bbixod 58%),
Temneparypa nnaBneHns 106-108 °C.
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OneMeHTHbId  aHanua  ana C  4gHoyN4OS;
BbluncneHo, %: C 62,76, H 7,02, N 16,27, 8
9,31. HaigeHo, %: C 62,75, H 7,03, N 16,12,
S 9,45,

Mpumep 45

N-(2-MeTuncynb@oHUN-4-MeTOKCUMMUHOSTIA
ncpeHun)-N-atun-

4 6-gnMeTUN-2-NUPUMUINHAMUH.

Cynbcng, NoMy“YeHHLIA B
BbiLLENpWBEASHHOM NocnenoBartensHoCTh (0,3 T,
0,87 Mmmonk), pacteopsaloT B 10 mn CHoClo 1
nobaBnaoT 0,63 r (2,61 MMONb)
M-XnoponepbeH3orHoR  kucnotel (m  CPBA,
85%), nepemewwnBarT cMmeck npy 25°C B
TedeHre 16 MWHYT. PeakuMOHHY CMeCk racat
NaxS0O3 U pasgendior mexay 40 mn CH2Clo 1
30 Mmn 5% NaHCO3z. OpraHudveckuid  cnoi
BbICYLLIMBAIOT, KCOHLUEHTPUPYIOT B Bakyyme W
ocTaToOK XpomaTorpacupyoT Ha  CcUnuKarene,
nenonebsya 40% EtOAc/rekcan, nonyvatot 430 mr
npoaykra, Bbixoa 40%, Temnepartypa nnaeneHus
151-1564°C.

OnemeHTHBIA aHanna ana C 1gH24N103S,
BbMUCneHo, % C 57,43, H 543, N 1488, 8
8,52. HainpeHo, %: C 57,24, H 6,40, N 14,18,
S 8,60.

Mpumep 46

N-(4-Bpomo-2-metuntuodeHnn)-N-stun-4 6-
AAMETUN-2- TUPUMUONHAMUH.

2-Mopo-4-6poMaHnunuH  NoaBepraT
B3aUMOeHCTBUIO C
4 6-AMMeTUN-2-MepkanTonMpUMUIUHOM G
Bbixofnom 93%. OamH rpamm sToro agaykra (3,22
MMOnMb) pacTeopAwT 10 MI MeTaHona W
Jobaenawt 4 Mn (4 Mmmons) 1 M HCI 8 schmpe.
CMmect nepemMellMBaloT npu 25°C B TedeHue 2
4JacoB, pacTBOPUTENbL YOANAT B BaKyyme,
ocTaToKk pasgenaT Mexgy 150 mn cmecn EtOAC
KU CHoCls (1:1) 1 80 mn HacbiweHHoro NaHC O3,
OpraHu4eckmia Cnow BbICYLLIMBAKOT "
KOHUEHTPUPYOT B BakyyMe, nonydawor S00 mr
AVcynbdUaHOro NPOAYKTa, KOTOPbIA pacTBOPAOT
B 10 mn abconoTHOro aTaHona U OXNaxaakoT A0
0°C. K sTomy pacTeopy aoGasnswot 110 mn (2,92
mmenb) NaBHg, nawoT Harpetbes Ao 25 °C wu
nepemelinBaot 20 MUHYT, 3artem fobaBndalr
0,36 mn (5,76 mMonk) CHal M nepemewmearoTt

cMeck npu  25°C B TedeHve 2 4acoB.
PactBopuTens ydanawT B BaKkyyme, OCTATOK
pasgenator Mmexgy 100 mn EtOAc m 30 mn
HaCLILWEeHHOoro NaHCOs. EtOAc-cnoii
NPOMbIBAKOT CONSAHLIM PAaCTBOPOM, BLICYLLIWBAKOT
B Bakyyme. OcCTartok Xpomarorpadunpyiot Ha
cunukarene, ucnoneaya 20% EtOAc/rekcaH n
nonyyatot 840 wmr npogykra, Bbixod 80% (B
pacyete Ha Aee cragun). Macc-cnekTp: (mie).
326 (M+3, 100%); 324 (M + 1,93%).

OTOT NpOAYKT STUNUMPYKOT B YCMNOBUAX,
OMNUCaHHBIX BbiLLE, C  BbIXOAOM 90%,
Temnepartypa nnaenedms 91-93°C. 3nNeMeHTHLIRA
arHanua ans C 45HqgBrNsS, BoidmcneHo, %: C
5115, H 5,15 N 1183, Br 22,68, S 9,10
HaiAgeHo, %: C 51,25, H 515 N 11,88, Br
22,42, S 9,22.

Mpumep 47

N-(4-3T1n-2-metTunTrodeHun)-N-(1-MeTunaT
nn)-4 6-4UMeTUN-2- MUPUMUOAHAMUH.

YKkasaHHOe B 3arnaBuM  COeQUHEHWe
nony4alT cnocobomM, aHanorn4HeIM ONUCaHHOMY
B nNpuMmepe 46, Temnepartypa nrnaBneHus
85.87 °C. OnemMeHTHbIR aHanuMa Aans
C 18H25N38, BbluKcneHo, %: C 68,53, H 7,99, N
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13,32, S 10,16, HalpoeHo, %: C 68,66, H 8,08,
N 13,24, S 10,27.

Mpumep 48

N-(-31un-2-metuntnoceHnn)-N-atun-4,6-am
METUMN-2-MUPUMUONHAMKH,

YkazaHHoe B 3arnaBuMM  COSOMHEHKne
nony4akoT No MeTo4uke, aHaNorM4HoONn MeToguke
nonyJeHnsa Npoaykra, ykasaHHoro B npumepe 46,
T.nN. 140-141°C. 3neMeHTHbIA aHanWa ang
C 47H23N3gSHCI, BblmMcneHo, % C 6043, H
7,16, N 12,44, § 9,49, Cl 10,49. HarpgeHo, %
C 60,42, H 6,89, N 12,36, S 9,61, Cl 10,63.

Mpumep 49

N-(2-MeTunTno-4-(N-auetun-N-meTunamumHo)
deHun)-aTun-4,6- AUMETUN-2-NUPUMUAMHAMUWH.

YkazaHHOe B 3arnaBuM  COeOWHEHWe
nony4akoT No MeToAWKe, aHaNOrMYHOR MeToauKe
nony4eHns NpoayKTa, ykasaHHoro B npumepe 48,
T.nn. 158-160°C. JnemMeHTHBIA aHanwva ans
C 13H24N4OS, BbIUUCNEHE, %: C 62,76, H 7,02,
N 1626, S 9,31 HaligeHo, %: C 6267, H
7,07, N 16,24, S 9,56.

Mpumep 50

N-(4-KapboaTokcn-2-metuntmnodeHnn)-N-stu
n-4,6-AUMeTUn-2- NUpUMUONHAMUH.

YkazaHHoe B 3arnaBuMM  COSOMHEHKe
nony4varoT No METOAMKE, aHANOMMHYHOR MeToOUKE
nony4eHns NPoAYKTa, yKasaHHOro B npumepe 46,
.. 99-100°C. 3BnemeHTHbLIA aHanua Ans
C 1gH23N3028, BbumcneHo, %: C 62,58, H
6,71, N 12,16, S 9,28. HahpeHo, %:. C 62,83,
H 6,78, N 12,08, S 944

Mpumep 51

N-(4-MeToKCU-2-MeTUNTUOgeHUN)-N-9TUn-4,
B-AMMETN-Z-NUPUMUINH.

CmMech 352 r {1 MMOIML)
4-6pomMo-2-MeTUNMepKanToaHUTUHNPUMUAWMHA,
14,3 mr (0,1 mMmons) CuBr u 0,5 wmn (25
mmonb) 25% BeciBec MeONa B MeOH
HarpeealT ¢ 00paTHLIM XONOAWUNBEHWAKOM B 5 Mn
cyxoro DMF B TeueHue 1,5 yaca. PeakunoHHyo
cmeck pasgendoT mexay 100 mn EtOAC n 30 mn
Boabl, U EtOAc-cnoli npombiBatoT Boaon (2 x 30
MI), CONSHbIM PACTBOPOM, BLICYLWIMBAKOT W
KOHLEHTPUPYIOT B BaKyyme. OcTraTtok
XpomartorpadupyioT Ha cUMKarene, Wernonb3ays
20% EtOAc/rekcaH, W nonyyawt 210 Mr
npodykta (Bbixog 69%), T.nn.  128-130°C.
OnemeHTHbIR aHanua ang CygHoiN3OSe1/4H50,
BbluncneHo, %: C 62,41, N 7,07, N 13,64, S
10,41. HakgeHo, %: C 62,06, H 6,97, N 13,26,
810,47,

Mpumep 52

N-{4-UnaHo-2-meTnnTuodeHnn)
-N-8TWN-4,6-aUMeTUN-2- NUPUMUOUHAMKUH.

YkazaHHoe B 3arnaBuMM  COSOMHEHKe
nony4yaroT no MeToduke, aHanorMiHoOn Metoguke
nony4eHns NPoAyKTa, yKasaHHoro B npumepe 571;
T.nn. 112-113°C. 3nemMeHTHBIA aHanWa ans
C 15H8N4S, BbidvcneHo, % C 64,40, H 6,08, N
18,78, S 1047. HaligeHo, %: C 64,28, H 6,16,
N 18,58, S 11,08.

Mpumep 53

N-(4-AueTun-2-meTuntunodeHnn)-N-atun-4 6-
,D,I/IMeTI/IJ'I—Q—I'IVIpI/IMVI,CLMHaMVIH.

K Q0,5 r (1,68 MMONE) HUTPKWNA, YKA3aHHOroO
B npumepe 52, B 10 mn cyxoro CgHg ooBaBnaot
1,1 Mn (3,3 mMonk) 3 M pacteopa CHsMgl B
achvpe, cmecbk nepemelwnBadT npu 25°C B
TeMeHWe 2 4acCB W HarpeBawT C obpaTHbIM
XONOAUNBHUKOM B TeueHwe 1 vaca. Peakuwio
racatT Bogor v 10% HCI v nepemewmMBaloTr B
TedeHue 20 MUHYT, 3aTem gobaenaoT 1 M NaOH
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A0 TeX Nop, NoKa pacTBOp He CTaHeT LenoYHbIM,
3ateMm  aKkcTparupytoT 100 MI EtOAcC.
OpraHn4eckMin  CrNorl  NPOMbIBAKT  BOOOW,
COMsHBIM ~ pacTBOPOM,  BbICYLUMBAOT W
KOHLEHTPUPYHOT B BaKyyme. OcTaTok
XpomMaTorpachmpyoT Ha cunukarene, UCnonbLays
20% EtOAc/rexcaH, nonyyator 370 Mr npogdykra
(BbIxog 70%), T. nn. 125-126°C. 3nemeHTHbINA
aHanua gna C 47H4N3OS, BbiuMcneHo, %: C
64,73, H 6,71, N 13,32, S 10,10. HaihgeHo, %
C 6453 H 5,73, N 13,08, S 10,19.

Mpumep 54

N-(4-TponnoHKuN-2-MeTunTrhogeHnn)-N-aTun-
4 6-AMMeTUN-2- NUPUMUANHAMUH .

YKkasaHHoe B 3armaBMM  COegnHeHue
nony4arkT no MeToauKe, aHanor4Ho
nonyyeHWio NpoayKTa, yKasaHHOro B npuvMepe
53, 1.nn. 139-141°C. 3nemeHTHbIM aHanna ang
Cq7H21N308S, BoldMcneHo, %: C 65,62, H 7,04,
N 12,75, S 9,73, HahgeHo, %:. C 6553, H
7,19, N 12,51, S 9,62.

Mpumep 55

N-(4-(1-MeToKCKaTKN)-2-MeTUNTUODEHKN)-N-
aTun-4,6-gumMeTn-2- NUPUMUOUHAMUWH.

K 1,05 r (3,33 MMOnb) KeTOHA, OMUCAHHOrO
B npumepe 53, B 20 Mn abconTHOrO 3TaHOMA,
oxnaxaeHHoro o 0°C, pobaensoT 127 Mmr (3,33
Mmonk) NaBH,4, gawT cMecn Harpetees Ao 25°C
[ nepemMeLLnBaoT 16 4acoB. 3atem
pacTROpWTENb YAANslOT B BaKyymMe W OCTaTOK
pasgenstor mexgy 100 mn EtOAc m 30 mn 0,3 M
NaOH. EtOAc-cnoii NPOMbIBAKOT  BOAOW,
COMsHBIM ~ pacTBOPOM,  BbICYLUMBAOT W
KOHLEHTPUPYHOT B BaKyyme. OcTaTok
XpomMaTorpachmpyoT Ha cunukarene, UCnonbLays
EtOAc/irekcaH {(2: 1) n nonydatoT 1 r npogykra,
T.NN. 46-49°C. BrlweyKkasaHHelW cnupt, 0,72
(2,27 mmone) eaaumopencteyetr ¢ 108,09 wmr
(2,7 mmonb) NaH (60% B macne) B 5 mMn cyxoro
DMF npu 25°C B TedeHue 20 MUHYT, U 3aTeMm
aobaenawt 0,3 Mn (4,8 MMonk) CH 3l. Cmeck
nepeMelLnMBaldT B TedyeHne 20 uacoB U
A06aBnalT OONOMHUTENBHOE KonkdecTee (60
mr, 1,5, mmone) NaH {(60%) v Tawkke 0,1 mn
CH 3l, cmeck nepemellMBaoT ACNONHUTEMNLHO
elle 16 4acoB. 3areM peaKkuWOHHY CMech
pazgenstiot Mexay 100 mn EtOAc 1 30 mMn BoAbl,
EtOAc-cnon npombisator Bogol (2 x 30 mn),
CONsHBIM ~ PacTBOPOM,  BbICYLUMBAOT W
KOHLEHTPUPYHOT B BaKyyme. OcTtaTok
XpomaTorpacmpyloT Ha cunukarene, UCNonbays
20% EtOAc/rexcaH, nonydatot 600 Mr npodyKra
B BWMOES BA3KOA HKWAKOCTW. 3TOT NPOAYKT
nepeBoasaT B conb-rugpoxnopua obpaboTkoi 1
M HCI B acpupe, T.nn. 120-122°C.

[Mpumep 56

N-(4-(N-MeTunammnHo)-2-metuntmoceHmn)-N-
aTun-4,6-gumeTnn-2-NUpUMUONHAMAH.

PacTBeop 0,2 r (0,58 MONb)
4-N-auetun-N-meTun-2-mMeTunMepKanToaHUnmHo
napuMuaMH B 10 Mn staHona WM 2 Mn BOAHI,
copepwalwnini 272 mr (5 mmone) KOH, HarpesatoT
c obpaTHbIM XONOAWUMNBHWUKOM B TedeHne 4 9.
HoBaenatT gononHutencHele 200 mr KOH w©
HarpeBaHWe MpOAOMKalT B TeueHue 3 4acos.
OTaHon KOHUEHTPUPYHOT B BaKyyMe W OCTaToK
pasgenstoT Mexgy 100 mn EtOAc n 30 mn Boabl.
JKCTPAKT EtOAc  npomblBalOT  COMEBLIM
pPacTROPOM, CYLAT U KOHLEHTPUPYIOT B BaKyyMe.
OcTatck  noAgepraT  xpomartorpacuyn  Ha
KONMOHKE C cunuKkarenem, ucnoneays 1:1
EtOAc/rekcaH ¢ nonydyeHuem 140 mn npogykra ¢
80% Bbixoma, T.nNn. 141 - 142°C. 3nemMeHTHbIA
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aHanna ana C 4gH29N4S, BbuumcneHo, % C
83,64, H 7,33, N 18,52, S 10,60. HalhpgeHo, %:
C 63,63, H 7,41, N 18,55, S 10,80.

Mpumep 57

N-{4-(N,
N-OumeTnnamuHo)-2-meTuntuodennn)-N-atun-4
,6-aUMETUN-2-NMMPUMUAUHAMUWH.

K 0,36 r 1,2 MMOnL)
4-N-meTun-2-MeTunMepKkanToaHUTMHONUPUMAIN
Hy B 4 mn cyxoro OM® pobasnawt 60 mr (1,5
mMmonb) NaOH (60% B Macne), cMmechb
nepeMelLnBaloT B TeveHWe 20 MUWHYT, nocne
dvero pobaenqawt 0,1 mn (1,67 mmons) CHgl m

peakuMio NpoaomKkalT nNpu Temnepartype 25°C
B TeueHWe 16 4. 3aTeM ee pasgensior Mexay
100 mn EtOAc 1 20 mn Bogpl. SkcTpakt EtOAcC
NPOMBIBAKOT BOJAOW, CONEBLIM PACTBOPOM, CyllaT
M KOHUeHTpupyloT B  Bakyyme. OcTartok
nogeeprawT XpomatorpadoMn Ha KOMNOHKe ¢©
cunukarenem, ucnonesya 20% EtOAcirekcaH ¢
nonydeHwem 150 wr npogykra (40% BbIXOA),
T.nn. 119-120°C. 3nemMeHTHBIA aHanwWa ans
C 17H24N4S, BbIMKCIEHO, % C 64,52, H 7,64, N

17,70, 8 10,13. HahneHo, %: C 64,55, H 7,65,
N 17,50, 8 10,31.

Mpumep 58

N-(2-Epomo-4-(1-metunatunipeHnn)-N-atmrn-
4-chopMUN-6-MeTUN-2- MUPUMUOUHAMWH.

MpoayKT, CNUcaHHbIA B npumepe 23 (453 wmr,
1,2 MMOnk) WM AByokMcb mapraHua (1,7 r, 20
MMOINL) HarpeBakT ¢ OBpaTHLIM XONOSUNBEHWKOM
B 25 mn gmxnopometraHa B TedeHwe 3 JOHel.
PeakuWoHHy0 cMmechk UneTpyoT depea Celite,
hUNbTpaT  KOHUEHTPUPYHT B BakyymMe W
nony4varT nerkoe Xentoe Macno. 310 Macno
ouMLWAaT  XpoMmartorpaduMer Ha - cunukarens,
ncnonbsys 10% sTunauetar B rekcaHe, M
nonyvatoT 112 mr Genoro TBepAOro Npoaykra.
Macc-cnekTp BBICOKOIO paspelleHuns,
XUMIYECKaA MOHW3aUWd, BelbUcneHo: 362, 0868
(M + H), HangeHo: 362, 0864.

Mpumep 59

N-(2-Epomo-4-{1-metunatunidpeHnn)-N-stmn-
4-rOPOKCUSTOKCUMETIAN-6-
METUN-2-NUPUMUONHAMWH.

CoenHeHWe XLVII, yKasaHHoe Ha
npvBegeHHoOR Bolle cxeme 12 (0,41 r, 0,92
MMOonb) U Boprnapua HaTpua (76 Mr, 2 MMonbs) B
10 MmN sTaHona nepemellBaloT B TeueHue 21
yaca npw KOMHaTHOR Temneparype.
PeakUWoHHy cMech noakucnsawT 1,0 N conaHol
KCNOTOR, nepemeLlnBaT 10 MUHYT,
nogwenaumsaoT 1,0 N rugpocKUCED HaTpya K
akcTparvpyloT auxnopstaHomM. O6beguHeHHble
KCTPAKTLI BLICYLLIMBAKT HAg cynsaTtom MarHus
W KOHUEHTPUPYKOT B Bakyyme, MOMy4awT
npoapayHoe Macno, KoTopce
Xpomartorpacdupyior Ha cUnMKarene, Ueromneays
30% sTunaueTar B rekcaHe, nonyyawt 345 mr
npoaykra (Belxof4 92%). Macc-CnekTp BLICOKOTo
paspelleHys, XMMUdecKas — UoHW3auus,
BbldmncneHo 408, 1287 (M + H), HaligeHo: 408,
1284,

Mpumep 60

N-{2-Epomo-6-ruapokcin-4-metokcmudeHun)-N
-aTun-4,6-gMMeTun-  2-NMpUMMUgNHaMuH.

N-(2-Epomo-4,6-gumeTtokcndeHnn)-N-stun-4,
B-AUMMETUN-2- NUpUMUOMHAMUH (214 wr, 0,58
MMCIB) B 15 M guxnopmeTtaHa B aTtMmocdepe
asora oxnaxgawT Ha BaHe ¢ CyxuMm NbOoM M
aueToHoM nocteneHHo goBaBnaT TpUBpoMua
Gopa (1,0 M B pguxnopataHe, 0,58 wmn).
PeakUMoHHOA  cMecM  fawT  NOCTENeHHO
Harpetecqd OO0 KOMHATHOW  Temneparyphbl,
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nepemMelLnBaloT B STUX YCMNOBUSX B TeueHue
HOoYKW. Peakuuio racAT BOLOW, BOAHEIA cnoi

NOAWENaYMBaloT  HACHILUEHHBIM  PACTBOPOM
OvkapboHata HaTpUs U SKCTparvpyloT
auxnopstaHoMm.  OBbefMHEHHBIE  BKCTPAKTHI
BLICYLLIMBAIOT  HAZ  CynbhaToM  MarHus,
KOHUEHTPUPYIOT B BakyyMme, nonyJatoT

pbkKeBaTO-KOPUUHEROE  TBepOoe  BellecTBo,
KOTOpOE MepPekpUCTaniMacBLIBaDT W3 CMEecH
sTunaudertart/rekcad. MNonydvakT 58 Mr npoaykra,
T.0N. 157-160°C. SneMeHTHbIA aHanua,
BbluMcneHo, %:. C 51,15, H 515 N 11,23, Br
22.69. HatgeHo, %: C 51,02, H 5,10, N 11,83,
Br22,52.

Mpumep 61

N-(3-Bpomo-4,6-gumeTtokcundpenun)-N-astun-4,
B-AUMETN-2-MUPUMUANHAMUH.

YacTb A {CuHTE3
3-6pomo-4,6-gumeTokcmaHmnmnHa). K cmecn 2.4
AuMetokchaHunuea (50 . 33 MmOonb) U
kapboraTa Kanua (10,4 r, 75 mmone) B 30 mn
xnopodiopma meaneHHo gobasnsaot Bpom (5,75
r, 33 mmons) B 20 mn xnopodopma. [Nocne
nepemMellMBaHKMsA B TedeHue [AByX 4YacoB
peakUWOHHYI0O CMecb MNPOMLIBAOT TPW pasa
BOAOM, BLICYLIMBAKT HAA, CyNbdaToM marHus,
KOHUEHTPUPYIOT B BakyyMe W NoMyYalT TeMHoe
TBepdoe BellecTBo. [lonyyeHHoOe BeLLecTBO
ouMLlalT  xpomartorpadueld Ha cunukarene,
nenonesys 20% sTunauetar B rekcaHe, W

nonyyawTt 1,77 r  npoaykra B BUAE
PEBKEBATO-KOPUYHEROTO  TBEpPAOro  BellecTsa
(BbIXOA 23%).

YacTb B. Mcnoneaysa METOLMKY,

npuveeaeHHyo B npumepe 1, vactm B-C, n
aHWMKH, NOMYyYeHWe KOTOPOro ONMMCAHO BhilLe B
YacTM A, NonyYawT yKasaHHOe B 3arnaBuM
coegrHeHre.
Mpmep 62
N-(2,3,-ambpomo-4,6-gumeTokcncheHM)-N-aT
nn-4,6-gumeTn-2- NMPUMUGUHAMMH.

YacTb A {CuHTE3
2,3-Anbpomo-4,6-0uMeToKCHaHUNMHa).
2. 4-0MMEeTOKCHaHWUNH, 1 9KB.

OeH3aUNTPUMETUIAMMOHWATPUOPpOMKAA U 2 3KB.
kapboHaTa KkanesUusi nNepemMeliMBalT  MpW
KOMHATHOW TemnepaType B pacTBOpe MeTaHona
W guxnopometaHona (2:5) B TedeHWe oOHOro
vaca. PactBop oTWNLTRPOBLIBAKT, dhunbTpar
ynapuealoT Nc4  BakyymMoM M NOnyuvakT
KOpUYHEBOE Macrno, KOTCPOoe OuulialnT  Ha
cunukarerne, ucnonbsys 20% ostunauyetrar B
rekcaHe (Rf =0,2).

YacTt B. Mcnonsaya MeToguky, ONUMCaHHYIo B
npumepe 1, 4Yact B-C, 1 aHUNWH, nonydveHune
KOTOPOro ONKCAHO Bbile B YacTW A, MonyyaioT
YKasaHHCe B 3arnaByvni coelWHeHWe.

Mprmep 63

N-(2,6-0mnbpomo-4-(atokek)dheHnn)-N-aTiun-4,
B-AMMETUN-2-NMUPUMUINHAMUH.

YacTb A. Mpoeogar CUHTE3
2,6-0MBpoMO-4-3TOKCHaAHMUNHAE, HMCNonLaysa
MeToauky OpoMUMpoBaHWa  4-3TOKCUaHWIMHA,
onucaHHyto Kajigaeshi et al, Bull. Chem.
Soc. Jpn., 61:697-509 (1988). AHWMKH, 1 SKB.
BeH3UNTPUMeTUNaMMOHWIAGpOMIMAA, 2 3KB.
kapboHaTa KaneUws nepemMeldBaloT  MpW
KOMHATHOW TemnepaType B pacTBope MeOH
CH5Cly; (2. 5) B TedeHue 4aca. Orgensior
TBepAblA MpoaykT, cuneTpat ynapuvealwT nch
BaKyyMOM, oOCTATOK nomewawt B HyO #
AKCTparvpyloT Tpr pasa CH,Cls. Ob6beguHeHHble
KCTPaKTHI BbICYLLWBAIOT Hag MgSOy,
OTPUNBLTPOBLIBAKOT W BbiMapuBawT  Mofg
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BaKyyMOM.

MonyyalT  KOPWYHEBOE MACNo, KoTopoe
ouMllalT Ha cunukarene, wcnons3ysa 10%
EtOAc B rekcane.

YacTb B. Mcnonbaya MeToauKy, OnicaHHyo B
npumepe 1, 4Yacte B-C, 1 aHWnuH, nonyqeHue
KOTCOPOro OMWUCaHO BhIWE B YacTh A, nomny-awT
yKasaHHOe B 3arnaBlK coeflHeHne.

Mpumep 64

1-(2-Bpomo-4-nzonponundennn)-3-unaHo-4,
B-AMMeTN-7-a3anHaonN.

Yacte A Pacteop 42,80 r (0,200 mons)
KanueBor conuv  popMUncyKuMHoHKUTpHNa (K.
Gewald, Z. Chem., 1 : 349 (1961)) n 29,20 r
{0,200 mornb) 2-6poMo-4-M30NponunaHunMHa B
cmeck 50 MmN NegaHoR YKCYCHOR kuenoTel U 120
Mn  sTaHona  HarpepawT ¢ 0oBpaTHbIM
XONogUNeHUKOM B atMocdepe a3oTa B TeYeHne
OBYX YacoB. YOansaT GonbLUy YacTk YKCYCHOR
KACMOTEl M 3TaHOMa W nomellawT ocafok B
sTuUnauetar. OToT pacteBop npombiBalT 10%
pacTBopoM BukapboHaTa HaTPWA, BbICYLIMBAKOT
Hapn GeaBodHbIM cynbhaToM HATPUA WM nocne
yaaneHus pacTBOpUTENs MONy4YawT TeMHbIA
MAaCNAHNCTLIA ocafok, KOTOpPLIA
XpomaTtorpadmpyior Ha cunukarene, Mcrnonsayd
rekcan/atunauetar (80:20). MNMonyyawT 24,23 1
(40%)
N-(2-6pomMo-4-1n3onpenundeHnn)-ammHomeTune
HCYKUMHOHMTPIUNA. Macc-cnektp: (M + NHg)™ =
321, 0, BbiMucneHo: 321, 0.

Yacte B. K pacteopy 10 wmn 1 M
TpeT-OyToKcKaa kanua B TeTparngpodypaHe K
10 Mn ataHona gobasnawot 1,11 1 (3,65 mMons)
N-(2-6pomo-4-naonponundeHnn)-aMMHOMETe
HCYKLWHOHUTpUNAa {vacTe A). Cmechk
nepemelLMBaldT B TeuyeHwe 16 uvacoB B
aTMoccbepe a3ota. PacTBopuTens yaanswT
BhiNapUBaHWEM. OcTtaToK  noMmewaroT B
atMnauerar W NpomeiBaloT nocnegoBartensHo 1
N consaHol kucnoTtoid, 10% pacTeBOpoM
BukapboHata HaATpPMa W COMAHBIM PACTBOPOM.
PactBop  BbicywuBawT  Hagd  Be3BodHbIM
cyNbhaToM HATPUE W yNapyealoT, MNoMyYawT
TEMHBIA  OCTATOK. MonyyeHHbId  ocTatoK
PACTBOPAKT B AUXnopMmeTtaHe, aobaenawt 20 r
cunukarens, CMech ynapusearwT 0 CyXOCTW. 3Ty
CMeCb  MNOMeWalT B BEPXHWK  YacTb
XpomaTorpauieckold KOMOHKKW, HanornHeHHoH
cunukarenem B rekcaHe. KonoHky
nocrnegoearencsHo npombiBawoT 10, 15, 20, 25,
30% aTunaueTaToM B rekcaHe W nonydatwT 0,65
(BBIXOS, 59%) 1-(2-6pomo-4-
naonponungeHnn)-2-aMmuHo-4-LinaHonuppona.
Macc-cnektp: (M + N)Y* =304,0: BbluUCREHO:
304,0. R=0,22 (ToHkocnonHaa xpomartorpadmnsg
Ha  cunukarene, SMWPCBAHUE  CMECHK
rekcaH/aTnnayetat (70:30).

Yactb C. Cmecb 18,51 r (0,0609 mornb)
1-(2-6pomo-4-u3onponundeHnn)-2-
aMuHo-4-umnaHonuppoen, 300 mn ataHona, 0,6 Mn
KOHL,. conaHol Kkuenotel U 10 mn (9,75 r,
0,0974 monb) 2,4-neHTaHguoHa HarpeBakoT ¢
0BpaTHBIM XONOOUNBHUKOM B atMocdepe asoTa
B TedeHWe 4 yacoB. CMeCb OXNaxOdarT W
pacTBopUTENL  YOANAKT NO4  NOHWKEHHLIM
JaBneHuem. OcTarck  pacTBOpAwT B
aTvnaueTaTe " NPOMbIBAOT 10%-HbIM
pacTeopoM BukapboHata HaTpWsd K CONSHLIM
PACTBOPOM. Pacteop  BbiCyWWBaKwT  Haj
6e3BO4HLIM CYMOPATOM HAaTPUA W yNapuBaT,
nony4yasa 21,76 r TEMHOMo CMOMKUCTOrO OCTaTKa.

OcTrartok XxpoMaTtorpadupyoT Ha CUNukarene
o} nocnepoBaTenbHbIM rpagneHTHEIM
anwupoBaHnem Q, 10, 15, 20, 25 un 30%
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aTvnayeratom B rekcaHe. [Monyuawt 17,6 1
(78%)
1-(2-6pomo-4-nzonponundeHun)-3-uuaHo-4,6-a41
MeTUn-7- azauHgona ¢ T.0n. 105,8°C.
Mace-cnektp (M + H)+ = 368,0749, BblYMCNEHD,
3680762 (7°Br). Ry = 0,45 ToHKocnodHas
XpomaTtorpachua Ha cenukarene, sniupoBaHue
cMecbio rekcaH (atunavetat 70:30).

Mpumep 65

1-(2-Bpomo-4-nacnponundgeHunn)-4,6-qumeT
n-7-azanHgon.

Cmech 4 .00 r
1-(2-6pomo-4-nzonponundeHnn)-3-uuaHo-4,6-
anmetunn-7-asavHgona nm 40 mn 65% cepHoR
KMCMoThHI HarpesaloT c obpaTHLIM
XONOoOUNBHUKOM B TedeHwe 1 uaca. PacrteBop
OXMaXgalT W BbINMBaloT Ha ned. fdobGaenawT
KOHLEHTPUPOBAHHYIO TMOPOOKMCL aMMCHUA Ao
WENOYHOR peakunn nNo WHAWMKATOPHOW Oymare.
CMeck 3sKcTparupyloT atunauerartom. Pacteop
pa3baBnAKT B CMeCH rekcaHa 1 atunauerara u
MPONyckawT  4Yepe3  KOPOTKYH  KOMOHKY G
cunukareneM. 3nwar  YNapuBaloT,  OCTATOK
nepekpucTannuaoeeiBaloT M3 20 MN rekcaHa,
nony4varoT 2,45 r {BbIXOA, 66%)
1-(2-6pomo-4-u3onponundeHnn)-4,6-gumeTn-7-
asavHaona.  Macccnektp: (M + HY* =
343,0818. BobmMucneHo: 343,0810. Ry=0,54 Ha
cunukarene (rekcaH/stunauetat, 70: 30).

Mpumep 66

1-(2-Bpomo-4-uacnponundeHnn)-3-LnaHo-6-
MeTun-4-eHun-7-asauHaon.

Cmeck 737 mr (200 MMmonb) MNpoaykra,
ONUCaHHOro B npumepe 64 (dYacte B), 324 mr
(2,00 mmonb) GeHsounayeToHa u 25 Mn keunona
HarpepatoT B konée, cHabXeHHOR
BOOOOTAENUTENEM, B TedyeHWe 2 4acoB.
PacTteopuTens yOanawT BeINApUBaHUEM, OCaA0K
XpomaTtorpagupyot Ha cunukarene,
OCYLLECTBNAA rpagueHTHoe snwuposaHune 0, 5,
10, 15% ostTunaueratoM B rekcaHe. [lonyqaior
KaK
1-(2-6pomo-4-mn3onponun)-3-LuruaHo-4-Metun-6-
eHWN-7-a3cuHbon, TaK 4
1-(2-6pomo-4-naonponundeHun)-3-uuaHo-6-meT
un-4-metun-7-asanHgon. BenuuwHa Ry pasHa
cooteeTcTBeHHO 0,38 K 0,28 (cunukarens,
rekcaH/atunaugerar, 80:20). YcraHoeneHue
CTPYKTYPEl  OCHOBLIBAETCA  HA  JaHHbIX
AMP-chekTpockonin  geumnaHnInpoBaHHbIX
COedNHEHWA cornacHo npumepy 67.

Mpumep 67

1-(2-Bpome-4-m3cnponungeHun)-6-meTmrn-4-
heHUn-7-aszanHaon.

Cmech 130 Mr (0,302 MMOINb)
1-(2-6pomo-4-nsonponundeHun)-3-unaHo-6-
mMeTun-4-cheHunn-7-asavHaona (npumep 66) n 10
mn  0,65% CepHOW KUCNOTbI HAarpeBalT C
obpaTHLIM XONMOAWMBEHUKOM B TEYeHWe OAHOro
vaca. CMecb BbinuMBawT Ha ned. Jobasnswor
KOHUEHTPUPOBAHHYO TMOPOOKMCL aMMOHWA Ao
WEeNOYHOR peakunn No WHAWKATOPHOW Oymare.
CMeCh SKCTparvpytotT sTUnauetatom. IKCTPaKT
ynapusatoT " XpomaTorpadupyroT Ha
cunukarene, WCNoNb3ya rekcaw/stunauerar,
70:30. Monyualotr 112 wmr (Bbixon 92%)
1-(2-6pomo-4-nzonponundeHnn)-6-meTnn-4-teH
un-7-asauHagona. Macc-cnektp: (M + H)Y =
405,10, BbiMMcneHo 405,10, Takum xe obpasom
nony4varoT
1-(2-6pomo-4-nzonponund eHnn)-4-meTun-6-coeH
wn-7-asavHgon, T.nn. 95,8°C.

Mpumep 68

1-(2-Bpomo-4, 6-grmeTokcudeHnn)-3-unaHo-
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4 6-guMeTun-7-azanHaon.

Yactb A.
N-(2-Bpomo-4,6,-AuMeToKCUdh eHUMN)-aMUHOMETH
NEeHCYKLMHOHNTPKUI nonyqarT 3

2-6pomo-4,6-gUMeTOKCHaHWIMHa  CornacHo
MeTofy, ONMCaHHOMYy B npumepe 64, 4acts A.
Macc-cnektp: (M + H)* = 322.0; BblMUGREHO:
322.186. Ry=0,19 (cunukarenk,
rekcaH/aTunauertat, 60:40).

Yacte B. T[lpoaykr, nonydYeHWe KOTOPCro
ONMCaAHO B MYacTW A, UWKNU3YKT COrMacHo
MeTofy, OnMcaHHoOMy B npumepe 64, vacTts B,
nonydarT
1-(2-6pomo-4,6-aumeToKCUpeHUM)-2-aMUHO-4 -1
aHonmppon  (Beixod 79%), Ry = 0,19
(cunukarene, rekcad/stunauetat, 60:40).

Yacte C. [lpoaykT, nonydYeHWe KOTOPOro
onucaHo B 4acTH B, obpabaTbiBaOT
2,4-NeHTaHANOHOM, KaKk OnUcaHo B NpuMepe 64,
dyacte C, wn nonydawt 1-(2-6pomo-4,8
-oumeToKedeHnn)-3-unaHo -4, 6-gumeTun
-7-asanHgon nonyvatot 1-(2-6pomo
-4 B-AUMeTOKCUDEeHNN)-3-LuaHo
-4 6-AUMETWN-7-a3anHaon {BbIXOO 92%).
Macc-cnektp: (M + H)" = 388,0; BbluMCneHo

3880, Rf=0,44 (cvnukarens,
rekcaH/aTunauetat, 60:40).
Mpumep 69

1-(2-bpomo-4,6-gumeTtokcudeHnn)-4,6anmer
Wn-7-a3anHaon.

Cmech 200 Mr
1-(2-6pomo-4,6-gumeTokeupeH)-3-unaHo-4,6-
aumeTun-7- asavHgona n 10 mn 0,65% cepHoi
KUCMoTHl HarpeBaloT c obpaTHbIM
XOMNOAWNBHUKOM B Te4YeHWe 4aca. CMech
obpabaTbiBaloT, Kak onucaHo B npumepe 65, m
nonyyaior 185 Mr HeoudWWEeHHOro nNpoaykTa.
Mopumnio (40 mMr) S9TOro NpPOAYKTa OuYMLLAKT
npenapaTMBHCA XWAKCCTHOW XpomaTtorpadunei
Ha KOMOHKaxX C HUTPWUNOM, WCNONb3Yya CMEech
xnopbyTaHa n aueToHuTpuna (95: 5) n nonyvaoT
11 mr
1-(2-6bpomo-4,6-gumeTokcndeHnn)-4, 6-gumeTn-
7-azanHgona. Macc-cnektp: (M + H)" = 360,9,
BblMWCNeHo 361,1.

Mpumep 70

1-(2-Bpomo-4-n3onpenundeHn)-6-xnopo-3-
LUaHo-MeTUM-7-a3anHgon.

Yacte A. Pacteop 30,04 r npogykra,
NONyyYeHHOro cornacHo npuMmepy 64, vacte B,
1.9 mn (1,94 1, 14 9 mmonb) sTWNaueToaueTara
1 0,1 MN KOHUEHTPUPOBAHHOW CONAHOR KMCMOThI
B 30 mn sTaHona HarpealoT ¢ obparHbIM
XONOAUNBHUKOM B TeueHue 16 vacos. [lpwu
oxnaxaeHun obpaayetca 0cCaAoK, KOTOPbIA
yaanswTt dunetpaumed, n nonyyawt 1,68 r
KpucTannos c T.NN. 202.4°C
1-(2-6pomo-4-nacnponmndeHnn)
-4-meTun-7-asanHgon-6-oH. TCX Ha cunukarene
C WCMONb30OBaHWMEM CMECK rekcaH/sTunauerar,
70. 30, paeT eaMHWdHoe naTtHo, R = 0,29,

Macc-cnektp: (M + H)Y'= 370,5. BblumcneHo
370,05 {79Br).

YacTb B. Cmeck 185 wmr 7-asanHaon-6-oHa
{yactb A), 50 mn POCIz HarpeBaloT B aBTOKaBe

npr 180°C B TeuyeHwe 10 yacos. WM3bbITOK
POCI ; yaansoT neperoHkoi npi NOHWKEHHOM

JaprnieHun. OcTatok pacrnpedensioT  Mexay
aTunaleTaTtom " BOACH. OTaensaoT

sTunauetatHeld  cnod 1 npomeiBalotT  10%
pacTBopoM GukapboHaTa  HaTpua,  3aTeM
COMNAHEIM pacTBOPCM. PacTBOP BLICYLLMBAKOT
(Na» SO4) u ynapumeawt. TCX ocTartka Ha
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cunukarene C MCNOMb3oBaHWEM
rekcan/atunadetarta (70:30) pgaeT OCHOBHOMR
npogykt (R = 0,62) ¢ HeaHa4UTENEHBIMA
natHamn (R f = 045 u Ry = 0,29)

Xpomatorpacus Ha cunukarene co
cTyneryatelM rpagveHtom 5, 10, 15 20%
(aTnnauetaT B rekcaHe) gaet 109 Mr npogykra
c Ry = 0,52, T.nn. 123,8°C. 3TOT npoaykT
npeacTtaBnsaeT coboto
1-(2-6pomo-4-uaonponundeHnn)-
B-xnopo-3-unaHo-MeTun-7-azanHaon.

Mpumep 71

1-(2-Bpomo-4-macnponundeHun)-6-xnopo-4-
MeTun-7-a3anHgon.

CMeck 50 Mr
1-(2-6pomo-4-nsonponundeHnn)-8-xnopo-3-Luua
HO-4-MeTun-7- asanHdena 1u 10 mn 65% cepHeoi
KWCNOTEI HarpepaloT c obpaTHLIM
XONoaUNbHUKOM B TeudeHue 1 uvaca. OCTbIBLUMA
pacTBop BbINUBAOT Ha ned u gobaendawoT 17 mMn
KOHUSHTPUPOBAHHOA rMAOPOOKUCH  aMMOHUA.
LLlenouHyto cMechb SKCTparvpyloT sTMnaletaTomM.
[MonyJyeHHbIA SKCTPaKT MPOMBIBAKOT (CONAHOR
pacTeop), BbICYLUMBAKOT (NaxSQCy) %
ynapueaT. TCX ocTatka Ha cunukarene c
ncnone3oBaHUeM cMecH rekcaH/atunaverar (70:
30) gaet ocHoBHoe HoBoe NATHO (R+=0,58) u
crnefsl HEeW3MEHEeHHOro WCXOAHOrC npoaykra

(Rf = 0,52) Coipo npogykt odunwakwt
npenapatneHoi TCX W nonyqawt 38 wMr
HeKpUCTanIMJeckoro npodykra, KOTOPbLINA
He3HaqUTeNbLHO KpucTannuayeTcs npw

XpaHeHun. Macc-cnektp: (M + H)* = 363,0247,
BblMUCHeHD 363,0264 (798r35CI).

Mpumep 72

1-(2-Bpome-4-macnponundeHun)-3-LruaHo-6-
METUI-7-a3anHaon.

K pacreepy 1,085 r (5,07 MMonb) npooyKra,
Nnony4YeHHOro cornacHo npumepy 64 (Yacte B), 1
0,80 Mn (0,797 r; 6,03 MMONb)
aueToaleTansaernaauMeTunayetans 8 20 mn
sTaHona noGapnawT 0,10 Mn
KOHUEHTPUPOBAHHOWR CONAHOR KMCNOTLl. CMechb
HarpeealoT ¢ oOOGpPaTHLIM  XOMOAWNBHUKOM B
TedeHWe 16 4vacoB, a 3arteM  OXNaxOawrT,
ynapuBakwT W NONy4arT TeMHOoe THXenoe macno.
TCX Ha cunukarene ¢ WCMNonb3oBaHWEM CMECK
rekcaH/atunauetart (70:30) gaeT ABa OCHOBHbLIX
narHa ¢ Ry = 047 n Ry = 0,41. lNMony4YeHHoe
Macno pacTBOpSOT B sTunauertarte, gobasnswoT
20 Mn nopolKka cunukarens, ynapueawT [0
cyxocTh. MopolKkoobpasHblid OCTATOK 3arpyxatoT
B BEPXHKOK 4HacTb KOINOHKW C 60 MmN cunukarens B
rekcaHe. KONOHKY SMIOWPYIOT CO CTyneH4vaThbiM
rpagueHTom, menonssya 0, 5, 10, 15, 20, 25%
aTUraueTar B rekcaHe. ®pakuyus, snoupyemas
nepeow, JaeT 0,32 r Leneroro
1-(2-6pomo-4-nsonponundeHnn)-3-
LuaHo-6-metun-7-azouHgona, Ry = 0.47. Otor
NPEOOYKT MOXKET KpUCTaNnM3oBaTLCa N3 rekcaHa,
obpaays 176 mr kpuctannoe, T.in. 176,0 °C.
Macc-cnektp (M + H)" = 354,0595, BbluMcneHo
354,0606.

Mpumep 73

1-(2-Bpome-4-macnponundeHun)-6-meTun-7-
asanHgon.

Mpoayxr COrnacHo npuMmepy 72
obpabaTteiBaloT 65% CepHOR KUCMIOTOHW, Kak
onnucaHo B npuMepe 65, K nonyyawT
HeoBXOOUMEIA MPOdyKT B BUAES BA3KOro Macna.
TCX Ha cunukarene ¢ rekCaHoM W aTUnaueTaTom
(70:30) paeT Ry = 0,57. Macc-cnektp (M + H)" =

329,0641, BbluncneHo: 329,0653 (79Br).
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Mpumep 74

1-(2-BpomMo-4-n3onponundeHnn)-4-xnopo-3-
LuaHo-6-meTnn-7-azamHaon.

YacTb A. PactBop 1,24 r
1-(2-6pomo-4-nzonponundeHnn) -3-uvaHo-6-
MeTun-7-azamHpona (npumep 72) n 142 r
3-xnopnepokcnbeHsolHoW  kmenotel B 20 mn
xnopodopma  (85%) HarpeealT ¢ obpaTrHbIM
XONOOUNBHUKOM B TeudeHwe B udacoB. CMechb
OXMaxgawT W npomelBawT  cHavarna 10%
pacTeopoM BGukapboHata HaTpua, 3artem
COMAAHBIM  pacTBOpPOM. PacTBop BbICYLWMBAKOT
{(Na »504) W ynapueawT, MoMy4YaloT OCTaTok.
TCX Ha cunukarene co CMECHID
amxnopomeTtaH/aTaHon (95.5) gaeTr cnegoece
natHo ¢ Ry = 0,88 n ocHoBHoe nATHO ¢ Ry =
0,34. 3TOT NPOOYKT o4YMLIalT Xpomarorpadueit
Ha cunukarene ¢ gUXNopoMeTaHoM, sarteM ¢ 1%
METaHOMNOM B AMXMOP3TaHe nonyqawT crnefs
HenameHHoro 1-(2-6pomo-4-
naonponundeHnn)-3-unaHo-6-MeTun-7-asanHgo

na (Ry = 0,88) " g, 92 r
1-(2-6pomo-4-nzonponundeHun)-3-uuaHo-6-meT
un-7-asamHgon-7-okcwga (Ry = 0,34) T.nn.

179,2 °C. Macc-cnektp: (M + H)* = 370,0559,
BbluMCTeHo: 370,0555 (79Br).

Yacts B. Cmecs 370 Mr 7-okcuaa (vactb A)
m 5 mn POCIl3 HarpeBawT ¢ o6parHbiM
XONOAWIBHUKOM B TeueHue AByx qacos. PacTteop
oXNaxaaT, BbITMBAKOT Ha nen ]
nepemelLnBaloT OO TeX nop, noka 6Gonbwas
Jacte POCI3 He rugponusyetcd. CMecCh
nodWwenaqnBareT KOHUEHTPUPOBaHHON
MMOPOOKUCEID  aMMOHWA W SKCTParpytor
sTunaueTaTom. OKeTpakT BEICYLUMBAIOT
(Na »804), ynapuvsaloT W NONy4aloT BAIKUA
octatok. TCX Ha cunukarene co GCMecklo
AuvxnopaTaH/MeTaHon JaeT OCHOBHOE NATHO ¢
Ry = 0,79. lMonyyYeHHbldA NpoaykT ounwakoT
npenapatneHeid TCX Ha cunukarene, UCnomnbays
rekcad/atunauertar (70:30), nonyyaoT
KpucTannsl. MepekpucTannuMsaums K3 rekcadHa
paet 158 wr 1-{2-6pomo-4-mnaonponundeHnn)-
4-xnopo-3-unaHo-6-metun-7-asanHgena, T. nn.
123,3°C. Macc-cnektp: (M + H)+=388,0197,
BblMUCHeHD: 3880216 (7QBr, 35CI).

Mpumep 75

1-(2-BpomMo-4-naonponundeHnn)-4-xnopo-6-
MeTun-7-a3anHaen.

Cmecs 190 wMr  3-umaHo-7-azanHgona
(npymep 71) M 5 Mn 65% cepHOW KWCMOThI
HarpeBaloT ¢ o0BpaTHbIM  XONOAWNLHUKOM B
Tevernve 30 MyvHyT. PacTBop BbINMBaKOT Ha nea w
SKCTparupyoT aTunaueTaToM. OKeTpakT
MPCMbLIBAIOT COMSAHLIM PACTBOPOM, BLICYLLIMBAKOT
{Naz50Qy4), ynapueatoT 1 nony4aroT ocTartok. TCX
3TOr0 ocTaTka Ha CWNMKarene co GMeckHl
atvnaueTtat/rekcaH (60:40) paeT OCHOBHOE
nartHo ¢ Ry = 0,67. 370T ocrartok ounwarot
npenapatneHoi TCX ©n nonyvawor 130 wr
BAI3KOro Macna, KoTopoe npefctaenseT coboid
1-(2-6pomo-4-
m3onponundeHun)-4-xnopo-6-MeTun-7-asanHao
n. Macccnektp (M + H)*= 3636, 0246,
BbluucneHo: 343 0264 (7gBr, 35CI).

Mpumep 76

N-[2-Bpomo-6-meToKCH-NMPpUANH-3-1n]-N-aT
n-4 6-AMMeTUn-2- NTMpUMNAMHAMAH.

Yacte A. K 318 r (256, wMMmonk)
KOMMeEPYECKW JOCTYNHOro
5-amuHo-2-meToKoUNUpUanHa B pacTeope
MeTuneHxnopraa (50 mn) u metadona (20 mm)
nobaenawoT

10

15

20

25

30

35

40

45

50

56

60

GeHaunTpuMeTUnammoHninTpubpommng, (10 r, 25,6
MMOIIb), CMECh NepeMeLLnWBaloT NpK KCMHATHON
Temneparype B TeyeHue 24 4acoB.
PacTeopuTens yaansoT, nomnyYeHHBIA ocTaTok
noMeLLakT B BOAY W sKcTparkMpykT (3 x 100 mn)
sTUnaueTaTom. OpraHuueckue SKCTPAKTHI
BbICYLUMBAIOT  HAA4  CyNbpaToM  MarHus,
OTUNLTPOBLIBAIT W KOHLUEHTPUPYIOT B BaKyyMe.
MonyqYeHHbIA NpOOyKT XpomartorpadupyoT Ha
cunukarene, ncnonbLays B KkauecTBe
pacteoputens 30% STunaueTar B rekcaHe,
nony4atT 5-aMUHO-2-0pOoMO-B-METOKCUMUPWUAMH,
CgH7NoOBr. Macc-cnektp: 203 (M + H)™.

“YacTb B. MpoayKT, onvMcaHHbIA Bbille B 4acTh
A, BBOAAT B peakuuio o
2-XNopo-4,6-guMeTUNIMpUMUanHOM (Npumep 1,
dacTte A), ucnonesysa NaH (1,2 skB) 8 DMF, n
nony4atT N-[2-Opomo-6-meTokeMnUpugnH-3-1unl-
4,6-agumeTun-2-nupumuanHamuH, CqoHiaN4OBr,
macc-cnektp: 309 (M + Hy*.

Yacte C. [pogyKT, NONy4YeHHbIA COormacHo
MeToOuke, npWBedeHHOW Belle (4Yacte B),
ankUNUpPyoT No TOW Ke MeToAWKe, KOTOpPYyH
WUCNonb3YT B npumepe 4, yacte C. MNMonyyaioT
yKasaHHoe B 3arnaBum coeqMHEeHWe,
C 14H17N4OBr. Macc-cnektp: 337 (M + H)™.

Mpumep 77

N-[3-Bpomo-5-MeTunnpuanH-2-un]-N-atun-4
,6-aUMETUN-2-NUPUMUAUHAMUH.

Yacts A. 1,0 1 (5,35 MMOnNL) KOMMEPYECKK
AOCTYMHOro 2-aMUHO-3-
Opomo-5-meTunnMpuamMHa noasepraloT
B3aUMOOEACTBUIO c 2-xnopo-4,6-
AAMETUNNUPUMMAOWMHOM (Npumep 1, Jacts A),
ncnonesys NaH (1,2 skB.) B DMF, n nonyvator
N-[3-6pomMo-5-MeTUNNPUAUH-2-1N]

-4 8-gumeTUn-2- NUpUMUaMHaMiH, CqaHq3N4Br.
Macc-cnekTp: 283 (M + H)y*.

Yacte B. T[poaykr, nonyyeHue KOTOROro
OMNUCaHO B YacTU A, aNKUNUPYIOT TEM Xe CaMbIM
MEeTCAOM, KOTCPLIA WUCNOMB3YIT B Mpumeps 4,
dacTe C, M Nony4yaloT ykasaHHoe B 3arnasuu
coeguHeHune Cq4qHq7N4Br. Macc-cnektp: 321 (M
+H)*

Mpumep 78

N-[6-MeTokeunmpmnamnH-3-un]-N-atun-4, 6-gum
ETUN-2-MUPUMUANHAMKH .

K 200 Mr
N-[2-6pomo-6-MmeToKCUNMPUanH-3-1n]-N-
3TUN-4,6-oMMeTUn-2-NMpUMuanHaMmHa B 25 mn
cyxoro DMF go6asnatot 500 Mr K2COgz, 100 mr
Cul 1 0,4 mn mMopdonuHa, peakUuMoHHYI0 CMECh
HarpeBaloT ¢ oBpaTHbIM  XONOAWNLHUKOM B
TeveHWe 6 u. PeakumoHHyto CMeCh
OTPUNETPOBLIBAKOT W BLIMMBAKT B BOAY, 3aTeM
sKCTparvupyT  atvnadertatom (3 x 50 wmn).
OKCTPaKThI BLICYLLUMBALOT, yoansor
pacTBOpUTENb, OCTATOK XpoMaTtorpacupyoT Ha
cunukarene, ncnonbays B KkauecTBe
pacteoputens 20% SsTunauerat B rexkcaHe
(R=0,4), n nony4awT yKazaHHOS B 3arnaBun
coegnHeHue, Cq4H1gN4O. Macc-cnektp: 259 (M
+H)"

Mpumep 79

N-[2-Bpomo-B-MeToKCHUNIMPUANH-3-1n)
-N-3TUN-4-MeTUN-6-(4-MopdOnUHUN)-
1,3,5-TprasunH-2-amuH.

Yactb A. K 2,4-guxnopo-6-meTun-S-TpuasuHy
(wacte A, npumep 23, 2,0 1, 12,3 MMone) B 50
M CHoCls, oxnaxgeHHoMy o 0°, aobaensioT
mopcponmH (1,1 mn, 12,3 MMONL), PeakLMOHHOR
CMEeCM [aloT HarpeTbCs A0 KOMHATHOMA
TeMnepatypsl W NepeMellnBaT 2 Yaca. 3artem
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PEeakUMOHHYI0 CMeCb BbINMMBAOT B BOOY W
pasgensioT cnol. BoaHeld cnoid npombiBaloT
CH 5Cls (3 x 50 mn), o6begUHSAOT OpraHndeckne
CMOW W BEICYLUMBAKT. Y4ANsoT pacTBOpUTENb K
nonyyeHHbIA MaTepran xpomMatorpadupyot Ha
JBYOKACKU KpPeMHWSs, WCNOMb3ys B KadvecTBe
pacTeoputensd 30% aTvnaudeTtaT B rekcaHe,
nonyvaroT 2-xnopo-4-(N-
MOpdOnnHo)-6-meTun-S-Tprasmd, CgHq4N4OCI
(M + Hy*.

Yacte B. T[lpogykr, nonydeHWe KOTOPCro
onucaHo B npumepe 76, yacte A (0,6 1, 3,0
MMOMb), W MpPOOYKT, MCNyYeHWe KOTOpOoro
OnncaHo B npumepe 79, vacte A (0,63 1, 3,0
MMOMb), B JAWCKcaHe nepemellvMBalnT  npu
KOMHaTHOW TemnepaType 24 vaca. PeakuWoHHYyO
CMECH BLIMMBAIOT B BOAY, 3aTeM SKCTParvpyloT
atvnageratom (3 x50 wMn).  OKcTpakThl
BbICYWIWBAIOT  HaA  cynbdhaToM  MarHus,
DUNLTPYIOT 1 KOHUEHTPUPYIOT B BakyyMme.
MonyqYeHHbIA NPOOYKT XpomarcrpadupytoT Ha
JBYOKUCKU KPeMHWSs, WCNOMb3ys B KadvecTBe
pacTeoputena 30% sTunauerar B rekcaHe, W
nony4yatot npoayKT npUcoevHeH s,

C 14H17NgO5Br. Macc-cnektp: 381 (M + H)'/

Yacte C. lNpogyKT, nonyveHHbIR cornacHo
npuBedeHHOW BhIlWe YacTW B, ankunupyloT no
TOW e camMoi MeToauke, KoTopas UCNoNbL3yeTcs
B NpUmMmepe 5, YacTb C, 1 NonyyaloT yKasaHHoe B
3arnaBum coeguHeHue, C16H21NsO5BT,
macc-cnektp: 409 (M + H)y*.

Mpumep 80

N-(2-Epomo-4-(1-metunatunipeHnn)-N-atmrn-
4-(N-(2-pyprnmetmn)-N-
MeTUNnaMmuHo)kap&oHUN-6-MeTUNNPUMULUHAMMK
H.

Mmpopua, Hatpua (60% B macne, 01 1, 24
MMOMb) MPOMLBIBAIOT  [EKCAHOM WM AB&KALI
JekaHTUpyloT, cycneHaupyloT B Ge3BOAHOM
N,N-gnmetunchopmamuge (DMF, 5 mn) u no
Kannam npM nepemellvBaHuK  aobarnsioT
pacTBOp
N-(2-0pomMo-4-(1-MeTunatun)peHun-N-atun-4-((2
- hypunmMeTun)-amuHo)KapGoHMn
-B-meTunIupUMUanHamMuHa (1,0 r, 2,2 Mmonk) B
BessogHom DMF (5 wmn). Yepes 30 mMuH
pobaenaiwT AogomertaH (0,37 1, 2,6 mMMonk) M
nepemMelLnBaloT PeakUUOHHYI0 CMEeCE B TeYeHKWe
18 vac. AkkypatHo gobaengioT Bogy (50 mn) n
SKCTParMpyloT  BCOOHYHO  OMeck 3 pasa
xnopodopmom. O0beguHeHHble OpraHudeckue
CMOW BHICYLLUVMBAKT Haf CynbdaTtoM MarHug,
DUNBTPYIOT 1 KOHUESHTPUPYIOT B Bakyyme,
nonyyaoT KopuiHeBCE mMacno. Mocne
KOMOHOYHOW XpomaTtorpadun
(aTunaueTat/rekcaH, 1:2) nonydarT YKalaHHbIA
B 3arnaBuu NpoayKT B BUAE KOpWUYHEBOro Macna
(850 wr, Boixoad 82%, Ry = 0,35). AIMP (CDCls,
300 Mlu): 75 (d, 1H, J=9), 7,3 (d, 1H,
J=12), 7,25 - 72 (m, 1H), 7,12 (dd, 1H, J=
8,1), 68 (s, 1H), 63 (d, 1H, J=12), 6,0
(br s, 0,5H), 59 (br s, 0,5H), 465 (br s,
2H), 4,2 (br s, 1H), 3,76 - 3.6 (m, 1H), 3,0
- 28 (m, 4H), 24 (br s, 3H), 1,40 (d, 6H,
J=7), 1,2 (t, 3H, J=8). Macc-cnekTp BbICOKOro
paapelleHUs, XUMWYScKas  WMOHW3aLKZ,
BuMUCNEHO (CogHo7BINyOo): 471,1396 (M +
H), HaidgeHo: 471,1387.

Mpumep 81

N-(2-BEpomo-4-(1-meTunatmn)
heHun)-N-atun-4-
((4,4-3TUNEHOMOKCUNUNERUONHO )-KAPBOHUN)-6-M
eTunnupuMUgHaMUH.

PactBop ruapuaa Hatpus (60% B macne,
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0,12 1, 3 MMONb) NPOMBLIBAKOT TEKCAHOM W
Jpaxabl  OeKaHTURYIoT,  cycneHaupyioT B
OesgogHoMm TI® (5 mn) »m no kannam npu
nepemeLlLnBaH1K pobaensoT pacTBop
A-NNNepuaoH- 3TUNEeHrnrKkonekeTana (043 r, 3
MMons) B 6easogHom TP (5 mn). PeakynoHHyo
CMECh HarpeBaloT ao TemnepaTtyphbl
obpazoBaHUa cnerMel, NnepemellneakoT 30 MMUH
M 3aTeM OXMaxgawT OO  TemnepaTyphbl
oKkpyxatowed cpedsl. Jo6aendwT pacTeBop
MeTun-2-((2-6pomo-4-{1-MeTUnaTun)-
HEHWN)STUNAMWUHO)-B-MeTUN-4-NMpUMUAMHKapBo
kcunara (npumep 18), 1,0 r, 2,54 MMonk B
OeaspogHOM TP (10 mn), W nepeMellnBaroT
peakuUOHHYO CMech npu KOMHaTHOM
Temneparype B TeyeHwe 98 4. PeakyWoHHylo
cMech BbinueakT B 1 N pactsop NaOH (100 mn),
nepemellMBaloT W sKcTparvpyloT 3 pasa
sTunaueTtatoM, OObeAWHEHHLIE OpraHuyYecKkue
CMOW BHICYLLUVMBAKT Haj CynbaTtoM MarHus,
DUNBTPYIOT U KOHUEHTPURYIOT B BakyyMe.
Monyyatot KopuiHeBoe Macno. Mocne
KOMOHOYHOW XpomaTtorpadun
(xnopochopm/meTaHon, 9 D]
N-(2-6pomo-4-(1-
MeTUnaTun)eHun)-N-aTun-4-(4,4-aTneH-anoKe
UNUNepUauHO)KapOOHUN-6-
METUNNMPUMHONHAMAH B BUAE
opaHxXeBo-xentoro macna (260 mr, Beixod 52%,
Rf=0,75). Macc-cnekTp BLICOKOTNO pa3pelueHus,
XUMUYECKaa WOHMW3aUWs, BblYWCNEHO Ans
C 94H21BrN4O5: 503,16578 (M + H), HalaeHo:
503,16571.

Mpmep 82

N-(2-Bpomo-4-(1-mMmeTunatun)dpeHun)-N-aTun-

nonyyaroTt

(4-okconunepuanHo)KapBoHNN-6-MeTUNNUPUMAL
WHaMKH.

PacTeop
N-(2-6pomMo-4-(1-meTunatunigpeHnn)-N-aTun-4-(4
4
aTUNeHo4NoKCUNMNePanNHO) kapOoHWN)-6-MmeTun
napuMuaMHammHa (260 mr) B comecn 1 N
pacteopa HCI (25 wmn) m T (25 wmn)
nepemMelLnBaloT Npu Temneparype obpascBaHus
chnermel 20 4. PeakuWOHHY CMeCkH BLISTMBAKT B
1 N pactBop NaOH u Tpu pasa skcTparvpytort
atunayertatoMm. O6beduHEHHLIE OpraHUdYecKue
crnov BbICyLIMBAKT Hag MgSQOy4, unbTpyoT K
KOHLEHTPUPYHOT B BaKyyme, nony4arT
YKasaHHOEe B 3arnaBuvK coeduvHeHue B BUAE
Kenteoro Macrna (240 wmr, Bbixeg 100%,
R =0,75). AMP-cnektp (CDCls, 300 M) 7.5
(s, 1H), 7,2 (d, 1H, J=8), 7,1 (d, 1H, J=8),
6,8 (br s, 1H), 4,3-41 (m, 1H), 3,95-3,85
(m, 1H), 3,75-3,6 (m, 1H), 3,55-3,4 (m, 1H),
295285 (m, 1H), 2,6-2,3 (m, 4H), 2,0-1,8
(m, 2H), 14-115 (m, 12H). Macc-cnekrp
BbICOKOrO paspelleHus, XMMUYeckasa NoHuaaLl s,
BbMUCNEHO ANA CooHo7BrNg4Os: 459,1396 (M +
H); HaligeHo: 459,1386.

[Mprmep 83

N-(2-Bpomo-4-(1-meTunatn)dpeHunn)-N-atun-
4-(4-okconunepuamHo)MeTmn-6-
METUNNRPUMUOMHAMWH, COMb-TMOPOXNopuUa,.

K pacteopy 6opaHa B TeTparngpodypare (1
M, 29 mn, 29 mmons) go6aBnAlT NO kannsam
pacTBop
N-(2-6pomo-4-(1-metunatun)dpeHnn)-N-atun-4-{4
3TUNEHAUNOKCUNUNEPULWHO)KapBOoHUN-B-MeTun K
pumMmugmnHammHa (1,67 r, 3,3 mmMonb) B 6e3B0AHOM
Tre (7 mn) npy nepemMellMBaHUA B aTMocdepe
asora. PeakUWoHHYI0 CMeck HarpeBawT Ao
TeMnepartypel Havana obpasoBaHuA nerMel 1
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nepemelnBaot 20 4, 3areMm oxnaxgawTt A0
KOMHATHOW Temnepatypbl. LoGaBnsawTt no
Kannam pacTeop NefdAHoOR yKCYCHOW KUCMOTHI,
3aTeM pPEeaKUWOHHYKD CMeCb HarpeBaloT Ao
Temnepartypel  obpasoBaHWA  dnermMbsl M
nepeMeLLnBaT 4 vaca, 3aTeM OXNagawT [0
KOMHATHOM TemnepaTypel. PeakuMoHHylo CMeck
KOHLEHTPUPYHOT B BaKyyMe, OCTaToK
obpabaTbiBaoT U3bbiTkom 1 N pacteopa NaOH u
SKCTPArvpyloT TP pasa STUnauetatom.
O6beguHeHHEIe opraHuyeckne crou
BblcylwmBaT  Hag MgSO4,  dunestpyloT ©
KOHLEHTPUPRYIOT B Bakyyme, NONyYakT Macho.
Mocne KOMOHOYHOR Xpomartorpadnu
{aTvnauertar) BbIZENAT
N-(2-Opomo-4-(1-meTunatun)deHun)-N-atmun-4-

4 ,4-3TUNeHONOKCUNUNEPUANHO)-METUN-6-MeTKN
nMMpUMUAMHAMUH B BWAe ©GneHo-KOpUYHEBROro
macna (880 wr). Macc-cnektp (xumudeckas
WoHusauma). 489,491 (M + H).

KeTtanb pactBopAl0T B cMeck 33% pacTeopa
HCI (10 mn) n TT® (5 mn). MNony4YeHHbIA pacTROp
nepeMellnBaloT NPW HarpeeaHWK ¢ oBpaTHLIM
XONoouNbHUKOM B TedeHwe 65 uacom, 3atem
OXMaKgalT A0 KOMHATHOW TemnepaTypbl W
nofwenadunsaoT 1 N pacteopoMm NaOH. BogHyto
CMECb TPpW pasa SKCTparvpyroT STUNauetatom.
ObbeguHeHHIe opraHuJyeckne crnou
BblcyllnMBaT  Hag MgSO4,  dunetpyloT
KOHLEHTPUPYIOT B Bakyyme, NONyYalwT Macho.
Mocne KOMOHOYHOR Xpomartorpadnu
(aTWnauetat/rekcaH, 4:1) nonyyakwT yKalaHHbIA
B 3arnaBUMM nNpoaykT B Buae cBobBoaHOro
OCHOBaHWA B BuAe macna (600 Mr, cymmapHbIA
BbIXOA, 41%). Mace-cnekTp BLICOKOIO
paspeweHns, XMMUYecKas MOoHMU3aLMA,
BbiumncneHo And C ooHogBrN4O: 444,1603 (M +
H), HangeHo: 444,1594.

BhlweykazaHHoe macno (0,55, 1,24 MMonk)
pacTeopsatoT B achunpe (5 mn) n obpabarwiBalor 1
N pacteopom HCI B achupe. MNonyqeHHbIA ocagok
cobupaloT M OBUNEHO NPOMBIBAKOT  3OUPOM.
Mocrne cywkn B Bakyyme nonyqawt GensiiA
nopowok (500 mr, Bbixoa 84%), T.Nn.
186-188 °C. OneMeHTHbIR aHanua
(C 55HpBrN,O o HCI), BelMMcneHo, %: G 54,82,

P 6,24, N 11,65, Br 16,64, Cl 7,39; HalWdeHO,
%: C 54,62, H 6,37, N 11,41, Br 16,57, Cl 7,35.

Mpumep 84

N-(2-Bpome-4-(1-metunatun)dpeHun)-N-aTun-
4-
4-nmmngaszon-1-unMeTun-6-MeTUINUPUMIUOUHaM
WH.

K cmecn
N-(2-6pomMo-4-(1-MeTunaTun)peHun)-N-aTun-4-r
WOPOKCUMMETUM-6- MeTUNNUPUMWAMHAMKHA (1,57
r, 43 MMonb), TpwaTunamwHa (2.5 mn, 17
MMONb) W OuxnopometaHa (15 mn) npu 0°C B
aTMocdpepe asoTa AobaBnAlOT MO Kannam
meTaHcynegoHunnxneopus (0,54 r, 4,7 MMone) 1
nepemelLnMBalor B TedeHne 1,5 4. 3artem
nocnefosaTensHO MPOMLIBAKT  OXNaXASHHBIM
nsgom 1 N pactBopom HCI,  HacbILWEHHLIM
pacTBCPOM NaCl. MNocne CYLLUKK
METUNEHXNOPUOHOMO pacTeopa Hag cynsdaTom
MarHus, dunsTpauum 1 yaaneHus pacTBopUTens
B BakyyMe nonyyawT N-(2-6pomo-4-(1-
MeTUNSTUN)PeHUN)-N-8TUN-4-meTaHCy NEOHUNO
KCUMETHUM-6-  METUINUPUMUOWHAMWH B BUAE
npospadHoro ©GecupeTHoro macna (1,6 ).
AMP-cnektp (CDClz, 300 MIu): 7,5 (d, 1H,
J= 1), 72571 (m, 2H), 65 (s, 1H),
505649 (br s, 2H), 4341 (m, 1H)
3,8-36 (m, 1H), 302-285 (m, 1H), 28-2,6
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(br s, 3H), 2,6-225 (br m, 3H), 1,3 (d, 6H,
J=8), 1,2 (t, 3H, J=8). Macc-cnekrp,
XUMUHECKan WoHU3auua: 442 444 (M + H).

K rmopuay HaTtpua (60% B macne, 0,11, 2,4
MMOMb), MPOMBLITOMY rekcaHoM W OBaxdbl
JeKkaHTUPOBaHHCMY,  CYCNEHOMPOBAHHOMY B
GesgogHoMm TId (10 mn), gobasndloT B o4WH
npyem wWmugason (146 wmr, 2,14 Mmonbe) U
HarpeBaloT peakLUoHHYHo CMECb no
Temneparypbl o6pascBaHUA  dnermel  npu
nepemellMeaHit B TedeHwe 2 4. Pacteop
mesunara (6e3 ounctkik) B GessogHom TIe (10
M) nNo Kannam goGaendoT K oxnamaeHHOW Ao
KOMHaTHOR Temneparypbl peakuMoHHOR CMecH.
PeaKkuWoHHyl0O CMeck nNepemellMBalor 68
3aTeM BbINMMBAKOT B BOAYy W TpW pasa
SKCTParvpyoT aTunauetartom. O6beanHeHHble
opraHuyeckue crou BhICYLLIMBAIOT Hag
cynbcarom MarHu1s, DUNETPYIOT,
KOHLEHTPUPYIOT B BaKyyMe W NONyYaT MAaco.
Mocne KOMOHOYHOR Xpomartorpadnu
(aTunauerar) NonyYarT: @]
N-(2-6pomo-4-(1-MeTunatun)dpeHun)-N-atunn-4-
rMapoKCUMETUN-6-MeTUNNUPUMUANHAMKAH (130
Mr, cymmapHbld Beixof, 8%, Ry = 0,7), (2) -
YKasaHHLIA B 3arnaeBuu  npogykt (600  wr,
cyMMapHbelid  Bbixoa 59%, Ry = 0,007).
AMP-cnektp (CDClg, 300 MIu). 7.6-7.4 (m,
2H), 7,2 (dd, 1H, J=71), 715 (d, 1H, J=
8), 705 (s, 1H), 7,0-68 (m, 1H), 6,05 (s,
1H), 49548 (m, 2H), 42541 (m, 1H),
3,8-3,6 (m, 1H), 3,0-285 (m, 1H), 2.4-2,1
(br m, 3H), 1,3 (d, 6H, J=8), 1,2 (t, 3H,
J=8). Macc-cnekTp BLICOKOIC paspelleHuns,
XUMUAYECKaAa WOHMW3aUWs, BblYMCNEHO And
C ogH24BrNs: 4131293 (M + H), HahgeHo:
413,1275.

Mpumep 85

N-(2-Bpomo-4-(1-MeTUNaTum)
cbeHun)-N-atn-4-(3-(MeTokcueHMUn)
MeTOKCI/IMeTI/IJ'I)—B—MeTVIJ'II'IVIpVIMI/I,EI,MHaMVIH.

K cmecu
N-(2-6pomo-4-(I-meTnnatun)ceHnn)-N-aTun-4-ru
APOKCU-MeTUN)-6- MeTunnpuMmuamnHamMuHa (1,0
r, 2,7 MMonb), TpwatunamwuHa (1,4 mn, 10
MMOIB) M avxnopMetaHa (20 mm) npu 0°C B
atMmocdepe asota AobaBnawT No  Kanisam
meTaHcynedoHunxnepua (0,34 r, 3,0 Mmons).
Peakuwno NpoBCAAT TaK XKe, Kak B npumepe 84, ¢
TEM WCKIMIOYEHMEM, 4TO BpeMA peakumm
cocTaenaet 15 MuH.

Mmapwg Hatpma (012 r, 3 MMONL) W
3-MeToKcHMBeHannoBeIA cnupt (0,41 1, 3 MMONL)
nodseprawT B3auModercTBuio B 6e3BogHOM
Tre (10 mn), kak onvcaHo B npumepe 84,
LoBaenaloT No kannsaM HeoUYUWEHHLIA pacTBop
meavnata B OesgogHoMm  TI® (10 mm).
PeakuWoHHYIO CMeCb nepemMellnBaloT  Npu
Temneparype obpasoBaHUa drermel 18
oxnaxgawT Jo KOMHATHOW  Temnepatypol,
BbinmBaloT B 1 N pactBop NaOH v Tpu pasa
SKCTparupyoT sTunauetatoM. O6befWHEeHHbIe
opraHuyeckue crnom BLICYLLIMBAKOT Haf,

cynbgarom MarHus, hUNETPYIOT,
KOHLEHTPUPYIOT B BaKyyme W NonyyalT macro.
Mocne KONOHOYHOR Xpomartorpaduu

(sTmnauetat/rekcaH, 1:1) nony4alT ykasaHHoe
B 3arnaBuW coeavHeHWe B BUAE BA3KOW MEenTou
wuakoctn (800 mr, cymmapHbid Bbixog 60%,
Ry = 0,7). AMP-cnektp: (CDCl3, 300 MIu). 7,5
(s, 1H), 7,.3-7,1 (m, 4H), 6,9569 (m, 2H),
6,85 (br s, 1H, J=8), 6,75 (s, 1H), 5,6 (br
s, 2H), 44543 (m, 2H), 425405 (m, 1H),
3,8 (s, 3H), 3,8-3,6 (M, 1H), 2,2 (centerT,
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1H, J=7), 23 (br s, 3H), 1,3 (d, 6H, J=7),
1,2 (t, 3H, J=7). Macc-Cnektp BBICOKOro
paspelleHns, XMMWYEecKas MOHM3aLns,
BbIMNCNEHO (Co5HapBrNgO»): 484,1599,
HarhpgeHo: 484 1592.

Mpumep 86

N-(2-Bpomo-4-(1-meTunatumpeHun)-N-aTun-
4-(Tnasonun)kapboHunn)-6-
MeTUNNMPUMWONHAMWH.

K pactBopy H-OyTMNNUTUA B rekcaHe (2,4 M,
1,34 mn, 3,24 mmone) B GeassogHoM Tl (5 Mn)
npu Temnepatype -78°C no6asnsaoT no kannsam
2-bpomotmazon (0,49 r, 0,27 mn, 3,0 MMornb).
Mocne Toro «kak pobaBneHWe  3akoHYeHO,
PeakUMOHHYI0 CMeCb MepeMellvBalT  Mpu
TeMmnepatype - 78°C B TeueHne 30 MMH. 3aTem
no kannam  goGaensloT  pacTBop
meTun-2-(N-2-6pomo-4-(1-metunatun)-cpeHnn)-N
-3TUNAaMUHO)-6-MeTKN-4-
nupuMmuauHkapbokcunaTta (npumep 18, 101, 2,5
mMons) B GesogHom pactBope TId (10 mn).
HarpesaloT peakuMoHHyl0 cMeck o -60°C wu
nepemelLnBaloT 8 TeveHwe 4 J. [obaengwor
HacCLIWeHHBIA BOgHbIA pacTeop NaHCOs, gawoTt
PEeaKLUOHHOW CMeCcK HarpeTbes A0 TemnepaTypbl
OKpyxallWwerh cpedsl. 3atem  TpU  pasa
SKCTParMpyloT  aTWnauetaroMm, [dea  pasa
npcMbIBaloT 06beNHEeHHbIe OpraHnYeckue Crnowu
BOOOH, coywaT Hag cynbchaToM MarHus,
DUNETPYIOT,  KOHUESHTPUPYKT B BakyyMe U
nonyyalT TeMHo-KopudHeBoe Macno. [ocne
KOMOHOYHOK XpomaTorpadun
{atnnayertat/rekcaH, 1. 1) nony4varoT yKasaHHLIA
B 3arnaBMM NPOLYKT, KOpWYHEBOe TBepaoe
BewecTtBo (950 wmr, Beixog 85%, Ry = 0,43),
T.n. 97-98,5°C. SAMP-cnektp (CDCls, 300
Mru): 8,0 (s, 1H), 7,60 (s, 1H), 7,4-7,2 (m,
4H, J=7), 3,05-2,9 (m, 1H), 2,8-27 (m, 1H),
2,6 (br s, 3H), 1.4-1,2 (m, SH). Macc-cnektp
BLICOKOTO paapelleHus, XUMUYecKas MoHUaaL ks,
BbluMcneHo: 4450688 (M + H), HakhgeHo:
445 0699. SnemeHTHbIR aHanna  and
C 2oH21BrN4S, BbluncneHo, %: C 54,05, H
473, N 12,61, Br 18,02, S 7,21, HalhgeHo, %:
C 53,86, H 4,66, N 12,53, Br 18,20, S 7,46.

Mpumep 87

N-(2-Bpome-4-(1-meTtunatun)gpeHnn)-N-aTun-
4-(2-nmmnpason)kapBoHun-6-
MeTUWNNMPUMUANHAMKH.

K pacTteopy
1-(ammeTunammHomeTun)ummaasona (063 r, 5
MMOInb) B 6e3BodHOM OUSTUNCBOM scbupe (5 mn)
npv TemnepaTtype -78°C B aTMocdepe asoTa
Jo6apnAT No Kannsam pacTBop H-OyTUAMUTKHA B
rekcaHe (24 M, 21 mMn, 5 MMomb), w”
nepemelLnBaloT EnegHO-XenTyio CYCNeHauto Npu
TeMnepatype - 78°C B TeueHune 1 u. JoGaenaoT
B oauH npyuem MeTun-2-(N-(2-6pomo-
4-(1-meTrnatnn)-cheHnn)-N-sTunamMmHo)-6-MeTin
-4-nupuMmugnHKapbokeunart (npumep 18, 147,
5 MMOMb) WM JaKT peakuMOHHOW CMeCcH Harpetbcs
0O KOMHATHOW Temnepatypel B TedeHue 23 9.
HoBaenawt 1 N pacteop HClI go pH = 1
{(nHOonkaTopHad Oymara), M nNepemellnBaloT
peakyMoHHyo cMeck 4 vaca. fobasngaor 3 N
pacTeop NaOH go kicrnol peakumm pacTeopa
{(pH=10, nHankaTopHas Gymara). JkcTparupytot

TPK paza  aTMnNaueTaToM, BbICYLLWBAKOT
OObefMHEHHLIE — OpraHWYecKkde  crnov  Hapg
cynbgartom MarHus, hUNETPYIOT,

KOHLUEHTPUPYIOT B Bakyyme W nonyyaioT
MACNAHUCTBIA  TBepAbld  npogykr. [locre
KOMOHOMHOK XpomaTorpadun

{xnopochopm/metaHon, 9. 1), nony4varT
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YKasaHHBIA B 3arnaBvK  MPOAYKT, Kentoe
cTeknoobpasHoe BewecTeo (S00 mr, Bbixog 42%,
R¢=0,43), T.nn. 75-76°C. AMP-cnektp (CDCls,
300 Ml 12,2-121 (m, 1H), 7,7 {d, 1H,
J=1), 745-735 (m, 2H), 7,3-7.2 (m, 2H),
6,55 (br s, 1H), 4,3 (cekcrer, 1H, J=7), 3.8
(cekcter, 1H, J=7), 3,05 (cekcter, 1H, J=7),
265 (br s, 3H), 14 d, 6H, J= 7), 1,3 (t
3H, J=7). Macc-cnekTp BbICOKCIo paspelleHus,
XUMHYECKaa MOHW3AUWA, BelbUcieHo: 428,1086
(M + H), HalhgeHo: 428,1089. SnemeHTHLIA
aHanna ans C opH22BrNsO, BbMuMcneHo, %: C
56,08, H 518, N 16,35, Br 18,66, HahgeHo,
%: C 56,20, H 5,10, N 15,88, Br 18,73.

Mpumep 88

N-(2-Bpomo-4-(1-meTunatun)deHnn)-N-stun-
4-(5-
WHAONKMNKapBOHWN)-6-MeTUNNUPUMUANHEMUH.

K cycneHsun ruapria Kanua (35% B macne,
0,16 r, 14 MMONL), NPOMLITOA rEKCAaHOM W
ABaXbl AeKaHTUPORAHHOMW, B 6e3BOAHOM adhmpe
(5 mn), oxnaxpgeHHoW o 0°C, B aTMmocdepe
asota pobaensawt pacteop  5-BpomonHOona
(0,27 r, 1,4 mmont) B BearcgHom achmpe. MNocne
nepeMellMBaHua B TeuyeHne 30  MUHYT
peakUMOHHYI0 CMech oxNaxgawT ao -78°C u
NepeHocAT C  MOMOLWBK  KaHwnKn K
NpeaBapuUTENLHO oXNaxasHHOR (-78°C) cmecu
TpeT-Oytunnutua (1,7 M B neHraHe, 1,6 mn,
2,7 MMonk). lonydeHHyo Genyi CycrneHsuio
nepeMelL1saloT nNpu -78°C B TeueHue 30 MUH K
no Kannam nobasnswoT pacTBop
2-(N-(2-6pomo-4{1-meTnatun)ceHnn)-N-stmnam
WHO)-6- MeTun-4-nupumMuguHkapbokcunaTa
(npumep 18, 0,5 1, 1,25 mMonks) B 6e3BogHOM
achupe (5 mn). MNocne raweHna peakuMoHHOM
CMECH NO MeToOWKe, on1caHHOW B NpuMepe 87,
pPeakuMOHHYI0 CMEChb TpW pasa SKCTParvpyrT
aTMMaUeTaToM, satem ABa pasa NpOoMbIBAOT
obbefUHeHHbIe opraHuyeck1e crou
HaCLILEHHBbIM pPacTBOPOM NaHCOa,,
BolcyllMBaT  Hag MgSO4, dunetpyloT
KOHUEHTPUPYIOT B BaKyyMme.

[MonyyvatoT TeMHO-KopUyHeBOEe mMacno. lNocne
KOMOHOYHOR XpomoTorpadum
(sTunauetat/rekcaH, 1: 4) nony4atoT ykasaaHHbIA
B 3arnaevu  NPOOYKT, CBeTNnO-KopUiHeBoe
TBepaoe BellecTBo (140 wmr, Bbixog 24%,
R =0,2), T.NM. 77-79°C. AMP-cnexTp
(DMSO-d 5, 400 Mru, 90°C). 11,6-11,35 (br
s, 1H), 8,30 (s, 1H), 7,75 (dd, 1H, J=81),
755 (d, 1H), 7,47-7,35 (m, 2H), 7,35-7,25
(m, 2H), 6,9 (s, 1H), 6,60-6,55 (m, 1H),
41-3,7 {m, 2H), 29528 (m, 1H), 24 (br
s, 3H), 1,25-1,1 (m, 9H). OneMeHTHBIA aHanua
Anga C o5Hs5BrN4O, BbivMeneHo, % C 62,80, H
528 N 1174, Br 16,74, wHaiAgeHo, %: C
63,13, H 5,60, N 11,37, Br 16,80.

[Nprmep 89

N-(2-Bpomo-4-(1-meTnnstn)
theHun)-N-atun-4-(4-
dhTopdheHnn)kapboHUN-6-MeTUNNMMPUMUOUHAMWH

K CycrneHsanm N,
O-gumeTtunrngpokcunamuHrngpoxnopuia (1,46
r. 15 mmonk) B GeHaone (20 mn) npu 5-10°C B
aTMocchepe a3oTa AoGaBnsloT No  Kanmsam
pacTBop TpMMeTUnaMMoHKs B Tonyone (2 M, 7,5
Mn, 15 Mmonk), W 3aTem AalT peaklWoHHOR
CMEecKH HarpeTbCs A0 TeMnepaTypsl OKpy:KatoLWwer
cpedbl B TeyeHWe 1 Jyaca. PeaKkLMOHHYH CMech
NepeHoCHAT Ha BOPOHKY W Mo Kannam gobaensiot
K pacTeopy
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meTun-2-(N-(2-6pomMo-4-(1-metunatmn)dpeHunn)-
N-3TUNaMUHO)-6-MeTUN-4-NUpPUMUOMHKAPOOKCUN
ara (npumep 18, 2,25 r, 5,73 mmone) B
Beraone (40 wmn).  PeakuMOHHyD  CMecb
HarpeealoT ¢ OOpaTHLIM XONOAWMLHWUKOM NPy
nepemelLmBaHuKn. [ocne oxnaxgeHns [o
KOMHaTHOW TemnepaTypbl pPeakUMOHHYI CMech
BoimuBaoT B 5% pacteop HCI (100 mm),
nepeMelLMBaloT 1 TpUM pasa SKCTparupylot
sTMnaueTtatoM. OOCbefMHEHHLIE OpraHWYecKue
CMNoW BEICYLWWBAKIT HaA CYyNbhaToM MarHus,
DUNETPYIOT W KOHUEHTPUPYOT B Bakyyme,
nonyyawT TeMHo-KopuyHeBce wmacno. [locne
KOMOHOYHOW XpomaTorpadun
(aTUnaleTaT/rekcaH, 1:1) nonyvaroT
N-(2-6pomMo-4-(1-MeTunatun)peHn)-N-aTnn-4-(
N-meTun-N-
MeTOoKCcUKapBokcaMuao)-5-MeTUNNUMPUMUOUHAMIA
H (1,0 r, Boixod 41%, Ry = 0,4). Macc-cnekrp,
XMMWUYecKasa WoHW3auma: 421,423 (M + H).
[Mony4YeHHbld aMni pacTBOPAKT B De3BOAHOM
Tre (10 mn). JoGaBnawT No Kannsm pacTBOp
chropdeHunmMarHnndpommia B acounpe (2 M, 1,25
M, 2,5 MMONE) W NEepemMeLlLBalOT peakUMoHHYHO
cMeck 22 4. Peakuuto racsT, BhbINMMBas
peakynoHHyto cmecs B 1 N pacteop NaOH (50
mn). BooHbld pacTBop Tpw pasa skeTparvpytor
aTMnaueTtatoM. OObefMHEHHbLIE OpraHWYeckue
CroWv  BbICYLULWMBAKWT  Haj  3Tuiaueratom,
DUNETPYIOT,  KOHUEHTPUPYIOT B Bakyyme W
nonyyawT Kento-opaHkeesoe wMacno. [locne
KOMOHOYHOW XpomaTtorpadun
(aTunauertaTt/rekcaH, 1:9) nony4yaroT yKasaHHLIA
B 3arnaBui NPCAYKT B BUAE XENToro TBepaoro
Bewectea (700 wmr, Beixon 65%, Rf = 0.5),
T.nn. 70°C. AMP-cnektp (CDClz, 300 Mrw):
83805 (m 2H), 7,55 (d, 1H, J=1)
72675 (m,  BH), 485 47 (m 1H),
4,3-415 (m, 1H), 2,95 (center, 1H, J=7),
25 (br s, 3H), 14115 (m, gH).
Macc-cnekTp BLICOKOIO paspeLleHns,
XUMUAYECKAs  MOHW3AUWS,  BbIYUCNEHO

{C 25Ho9BrFN3O): 456,1087 (M + H), HaAnoeHo
456,1084.

Mpumep 90

N-(2-Bpomo-4-(1-meTunatunipeHnn-N-sTun-
4-kapboKcu-6-MeTUNNUpUMUIUHAMIH.

CMechb
meTun-2-(N-(2-6pomMo-4-(1-MeTunaTun)-heHun)-
N-aTrnammHo)-6-
MeTun-4-npruMruanHkapbokcunara (npumep 18,
10 1, 25 mmone), astaHona (100 mn) v 1 N
pacTeopa NaOH (250 mn) nepemeluMBatoT npu
Temneparype obpasceaHWa onermel 18 4Yacos.
Mocne oxnaxpoeHws f[o  TemnepaTypsl
OKpyXallWeln cpedbl  PeakUMoHHYo  CMech
JBaXAbsl  KOHUEHTPUPYKT B BakyymMe U
NOOKUCASAT KOHUEHTPUPOBAHHBIM  PaCcTBOPOM
HCIl. 3kcTparmpytoT xnopodopMoM TpKu pasa,
BbICYLUMBAKT OObLEAWHEHHbIE  OpraHUYecKkue
crnov Hap, cynbartom marHus, unsTpyloT ©
yOanswoT pacTBOPUTENL NPK BaKyyMUPOBaHWUK,
nonyJarTt 6nepHo-kopryHEBOE TBEPAOE
Bewecteo (9,0 r, Bbxog 95%), T.om. 102-
104 °C. AMP-cnektp (CDClz, 300 Mru): 7,55
(d, 1H, J=1), 725-7,20 (m, 2H), 7,15 (d,
1H, J=7), 4,30-4,10 (m, 1H), 3,88-3,70 (m,
1H), 3,00-285 (m, 1H), 2,65 (br s, 3H),
2,30 (br s, 1H), 1,30 (d, 6H, J=7), 1,20 (t,
3H, J=7). Macc-crnekTp BbICOKOro paspelleHis,
XUMWYECKAA  MOHW3ALWA,  BBIMUCIEHO!

{C 47H20BrN3QC): 378,0817 (M + H), HaiaeHo:
378,0813.
Mpumep 91
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N-(2-Bpomo-4-(1-meTmnatn)deHnn)-N-stun-
4-aueTnn-6- MeTUNNUPUMUOUHAMUAH.

TpexxnopucTuld uepwid (49 r, 19,6 MMonek)
BbICYLUWMBAKT € MArHUTHOW Mellankor npu
180 °C B Bakyyme B TeueHne 4 4. T[locne
oXnaxgeHua OO0 KOMHATHOR Temnepartypbl
nomeLwarT B atMocdepy ascTa "
nepeMelLnBaloT TeepAklid NpodyKT B 6e3BOAHOM
Tr® (50 Mmn) B TeveHne 16 4acos.

Pacteop
N-(2-6pomMo-4-(1-meTunatumpeHn)-N-aTun-4-K
apBoKeKn-6- MeTunnupuMuanHamiHa (3,7 1, 9,8
MMOnb) B BeaogHoMm TP (25 mn) oxnaxgarT
npu nepemellvBaHvnM Ao -78°C B atmocdepe
asora. [locteneHHo pobaBnawT  pacTBOp
MeTUNnNnTUA B achupe (1,4 M, 7 Mn, 9,8 mmons)
W NepeMellnBaT peakuMOHHYK CMeChk npwu
-78°C B TeyeHme 1 uaca. CycneHauio
CeCl ; nNepeHocAT ¢ MOMOLWBIO KaHoNK B
peakLMOHHYH0 CMECh " npogcKaT
nepemelLMBaHme npu -78°C B TeueHWe 5 yacos.
LoBaenawT No kannamM pacTteop METUNNUTUA B
acbupe (14 M, 7 mn, 9,8 MmONe) U JawT
peakLOHHOW CMECK NOCTENEHHO, B TedeHne 16
4Yacoe, HarpeTsCH A0 KOMHATHOW TemnepaTypbl.
[Mocrne oxnaxgeHWs peakuWoHHOW CMmecK [o
-78 °C peakumio racat 1 N pacteopom HCI u
[AalT HarpetecA A0 KOMHATHOW Temnepatypbl.
MonyYeHHYKD CMechb SKCTparvpywT TpW paza
atvnayertatom. OObedUHEHHbLIE OpraHU-ecKue
CroW BHICYLIMBAKT Hag cynbdartoM marHua,
DUNBETPYIOT,  KOHUEHTPURYKOT B Bakyyme,
nonyvareT Kento-opaHxeBoe wacno. [locne
KOIOHOYHOR XpomoTorpadun
(atnnauertat/rekcaH, 1:4) nony4aroT yKasaHHLIA
B 3arnaBun npogdykt B Bwge macna (2,5 T,
Bbixon 68%, Rs=0,5). AMP-cnekrp (CDCls, 300
MIy): 7,55 (d, 1H, J=1), 7,25-7,15 (m, 2H),
6,95 (s, 1H), 4,30-4,10 (m, 1H), 3,80-3,70
(m, 1H), 3,00-2,85 (m, 1H), 2,80-2,05 (m,
6H), 1,35-1,20 (m, 9H). Macc-cnekTp BLICOKOro
paspelleHns, XWMMWUYecKad WOoHW3aLue,
BbiuMcneHo (CqgHooBrNsO): 376,1024 (M + H),
HarngeHo: 376,1042.

Mpnmep 92

N-(2-Bpomo-4-(1-meTmnatn)deHnn)-N-stun-
A4-(rnApoKCK-3-NMPUOUNMETIN)-6-
MeTunnupuMmuanHamuH (XU472).

Bopormapua Hatpua (0,11 1, 2,8 mmons)
aobasnawT K pacTeopy
N-(2-6pomo-4-(1-meTtunatun)dpeHnn)-N-atun-4-(3
-NMpUaMnkapooHumn)-6-  MeTrnnMpuMUaMHaMmnHa
(0,6 r, 1,4 mmonb) B ataHone (5 mn). [locne
nepemellnMBaHus B TedeHwe 71 vaca
peakyMOHHYH0 CMeCh KOHLEHTDWPYIOT B BaKyyMe,
obpabatoiBator 1 N pacreopom NaOH w
3KCTPArnupyoT 3 pasa 3TMNaLeTaToMm.
ObtegvHeHHble OpraHnYeckne Crnon NPOMbIBaKT
COMSAHBLIM  PacTBOPOM,  BLICYLUXBAKOT  HaL
cynbcarom MarHus, DUNBETPYIOT,
KOHUEHTPUPYOT B BakyymMe W nonydatwrt
becupeTHoe  wmacno. [locne  KONCOHOWHOW
Xpomotorpadur  (xnopodopm/metaron,  9:1)
nony4yarT YKa3aHHblA B 3arnaBWK NPOOYKT B
Bude macna (600 wmr, Bbixog S6%, Ry=04).
AMP-cnektp (CDClz, 300 MIu): 8,65-8,45 (m,
2H), 75655 (br s, 2H), 7.3-71 (m, 2H),
6,25-6,15 (m, 1H), 5,7-55 (m, 05H)
545-53 (m, 05H) 515495 (m, 1H),
4341 (m, 1H), 3,9-3,7 (m, 1H), 3,0-2,85
(m, 1H), 2,45-22 (m, 3H), 2,3-22 (m, 1H),
1,35-12 (m, 9H). Macc-cnektp BbICOKOro
paspeleHns, XMMUYecKas MOoHWU3aLMA,
BbMUCNEHO (CooHasBrN4O): 441,1290 (M + H),
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HanaeHo: 444 1274,

Mpumep 93

N-(2-BEpomo-4-(1-meTunatmn)
cheHun)-N-atnn-4-(4-
(MeTOoKCHUEeHUN)-3-NUPUONNI-TMOPOKCUMETIAN)-6-
MeTUWNNUPUMUANHAMWH.

Pacteop 4-6pomoanunaona (0,2 1, 1,1 MMons)
B B6easogHomM TI$ (10 MMOMbL) oxnaxdaoT NpK
nepemellMBaHUK 0o -78°C B aTMocepe azoTa.
HNoBasnawT no Kannam pacTeop
TpeT-OyTunnuTKA B neHtade (1,7 M, 1.4 mn,
2,4 MMOMb) W NepemMellnBaloT peakyWoHHYHD
cmeck B TedeHue 0,5 vaca. [dobBaBnawTt no
Kannsm pacTteop N-(2-6pomo-4-(1-
MeTUNaTUN)PeHUN)-N-aTuN-4-(3-nnpruannkapOoH
um-6- metunnupuanHamunida (0,45 r, 1 mmons) B
BesgogHom TP (10 Mn), U peakyMOHHOR CMEeCK
JaloT NOCTENEHHO HarpeTbca OO TemnepaTyphbl
OKpyxatwllerW cpeAbl B TedeHve 18 vacos.
PeaKUMOHHYI CMechb BNWBAKOT B HACLILLIEHHEIHR
pacTeop NH4Cl © Tpu pasa skcTparvpylor
atvnayeratom. O6befWHEHHLIA OpraHUYecKue
CroW BEICYLWWBAKT HaZh CcynbdaToM MarHus,

DUNETPYIOT,  KOHUEHTPUPYIOT B Bakyyme,
nonyqaraTt Macrno. Mocne KONOHOYHOW
XpomaTorpagim (aTUnaleTaT/rekcaH, 4:1)

nonyyalT yKasaHHbld B 3arnaBuX NPOAYKT B
BMAE CBETNO-KOPUYHEBOro CTeknoobpasHoro
Bewectea (170 wr, Beixoa 31%, Ry= 0,2),
T.nn. 68- 79°C, AMP-cnektp (CDCls, 300 Mru):
86-84 (m, 2H), 7,775 (m, 1H), 7.6 (s,
1H), 7,25-7,05 (m, 6H), 6,956,756 (m, 2H),
62562 (m  1H), 58557 (m, 1H),
425405 (m, 1H), 38 (br s, 3H), 3,95-3,75
(m, 1H), 3,0-28 (m, 1H), 24521 (br s,
3H), 1,35-1,15 {m, 9H). Macc-cnekTp BLICOKOro
paspelleHns, XMMWJecKash WOHWU3aLnA,
BbluMcneHo (CogHaiBrN4Os): 547,1708 (M +
H), HangeHo: 547,1709.

Mpumep 94

N-(2-Bpomo-4-{1-MeTunatmm)
peHun)-N-atun-4-(3-nupazonun)-6-
MeTUNNMpnaAnHamMnH rMgpoxnopui.

K metaHeny (20 mn) npy nepemelnsaHni
aoGasnawt Hatpuid (0,08 1, 3,5 mmone). MNocne
TOO KaK HaTpWiA npopearupyet, pobGapnstoT
pacTBop
N-(2-6pomo-4-(1-meTunatun)ceHun)-N-atun-4-a
uetun-g-MetunnupuMmuanHaMmHa (1,0 r, 2,67
MMOmMb) B MeTaHone (5 Mn) K nepemellnBaroT
peakuWoHHYy cMecs 5 wMuHyT. JobaBngwor
peareHT [oneda
(AMMETUNaMUHOMETUNEHaMUHOMETHNEH),
AnMetmnammoHnida xnopug (0,66 r, 4 Mmons) u
npcacrnKawT nepeMellnBaHue B TeueHue 19
yacoB. PeaklyMOHHYI0 CMEChb KOHLEHTPUPYIOT B
BaKyyMe, OCTaToK pacTBOpPSOT B XIOpOthopMe,
MPCMBIBAKT PACTBOP HACLIWEHHLIM PACTBOPOM
NaHCOg3, BbicylLUMBaKOT Hag cyrnbhaTtoMm MarHus,
W nocne cunsTpauuM U yaaneHuwa pacTBopuTens
B Bakyyme TnonydalwT KopuYHeBoe TBepaoe
BELIeCTBO, KOTOpOE MOCne pacTUpaHusa ¢
rekcaHom gaet
N-(2-6pomMo-4-(1-MeTUnaTUn)peHnn)-N-aTrnn-
4-(3-gMMeTUNaMUHoONPoONeHoun)-6-MmeTUNNUPUMK
OVHaMWH B BMAe TBEPAOro Kentoro BellecTBa
(700 wr). HAMP-cnektp (CDClz, 300 MUy
79765 (br s, 1H), 7,5 (s, 1H), 7,25-72
(m, 2H), 7,15 (s, 1H), 6,1-58 (br s, 1H),
4,3-415 (m, 1H), 3,9-3,75 (m, 1H), 3,2-30
(br s, 3H), 3,0-2,85 (m, 1H), 2,8-26 (br s,
3H), 2,523 (br s, 3H), 1,351,2 (m, SH)
Macec-cnektp, xuMudeckas MoHusaumna: 431,433
(M + H).
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PacTRop BLILLEYKA3aHHOTO BUHWIMOIMYHOIO
amMmupga u GeapogHoro rugpasvHa (0,15 r, 4,7
MMOnb) B Tonyone (15 mn) nepemellnearoT npu
Temnepatype ofpasoRaHus dnermel B
atTMoccepe a3oTa B TeudeHwe 16 4acoe.
PeakunoHHylo cMecb BLIMMBAKOT B BOAY UM TpU
pasa KCTparupytoT aTMnauerTaToM.
OBbedWHEeHHbIE cpraHiJeckue crnowu
BbICYLLUMBAIOT  HaA  CynbhaToM  MarHus,
DUNBTPYIOT 1 KOHUEHTPURYIOT B BakyyMme,
nonyyaroT Macno. Mocne KONOHOYHOR
Xpomartorpadunin (aup) nony-arT yKasaHHoE B
3armaBvK coefWHeHWe B BWAe GnefHO-KenToro
cTeknoobpasHoro npoaykra (600 Mr, cyMmapHGLIA
Bbixof, 58%, Ry=04). AMP-cnektp {CDCls, 300
MIu): 7.6 (s, 1H), 7,65 (s, 1H), 7,3-7,2 (m,
2H), 6,8 (s, 1H), 6,756,6 (br s, 1H),
43415 (m, 1H), 3,9-3,7 (m, 1H), 3,00-285
(m, 1H), 2,522 (br s, 3H), 1.3 (d, 6H, J=
8), 1,25 (1, 3H, J=8). Macc-cnekTp BLICOKOrQ
paspelleHns, XUMWYecKasds UOHW3aLns,
BodmcneHo (CqgH2oBrNg): 388,1137 (M + H),
HarhgeHo: 389,1140.

MonyyeHHoe cBoboHoe OCHOBaHUE
pacTBopsalOT B Scupe W obpabartbiBaloT
nabeiTkoOM 1 N pacteopa HCI B schupe. lNocne
CYWKA B Bakyyme npv 60°C  nonydaroT
YKa3aHHLIA B 3arnaByK NpoaykT B BUAS NOPOLLKA
(600 w™r, BbIXCA 72%), T.Nn. 235-237°C.
AMP-cnektp (DMSO-dg, 300 M) 7,9-7,7
(m, 1H), 7.6 (s, 1H), 74-73 (m, 2H) 7.2
(s, 1H), 7,05685 (m, 1H), 4,3- 41 (m,
1H), 3,85-3,656 (m, 1H), 30529 (m, 1H),
24521 (br m, 3H), 1,25 (d, 6H, J=8), 1.2
(t, 3H, J=8). OGnemMeHTHbIA aHanwa Anqa
(C 1gH29BrNg-HCI), BbMucneHo, % C 52,75, H
5,31, N 16,03, Br 18,29, Cl 8,12, HailgeHo %:
C 52,563, H 5,28, N 15,93, Br 18,44, Cl 8,17.

Mprmep 95

N-(2-Bpomo-4-(1-meTmnstun)deHmnn)-N-stun-
4-(1-aMMHO3TMN)-6- MeTUNNUPUMWONHAMUH.

Cmeck
N-(2-6pomMo-4-(1-meTunatun)deHun)-N-atnn-4-a
Luetun-8- nnpuMmuanHaMuHa (0,51, 1,33 mmons),
auetata ammoHuMa (1,1 1, 14 mmonb),
yraHoboporvgpuga Hatpwsa (59 mr, 0,9 mmornb) 1
MeTaHona (5 wMn)  nepemewMsalor  Mpu
TemMneparype okpyxakLlel cpedsl B TedeHne 90
4. No6aBnAT KOHLEHTpUpoBaHHbIM pacteop HCI
A0 KWCroW peakymn pacteopa (pH=2), 3artem
PeaKkLMOHHYI CMECh KOHLIEHTPUPYHOT B BaKyyMe.
OcTatck NepeHocAT B BoAy, NoAllenayvynealot
KOHLEHTPUPOBaHHEIM pacTBopoM NaOH u Tpu
pasa akcTparvpyloT acupoMm. O6befgWHeHHble
opraHuyeckue crnou BbICYLLWBAKOT Haf,

cynbcartom MarHus, DUNBETPYIOT,

KOHLIEHTPUPYIOT B BaKyymMe W MOnyYalT mMacno.
Mocne KOMOHOYHOR XpomMarorpacgpum
(aTnnaueraTt/rekcaH, 11, 3arem
xnopodgopm/metaHon/NH;OH,  95: 5. (0,5)
Nnony4atorT: D] - N-2-6pomMo-4-

(1-meTunatTun)heHnn)-N-aTun-4-
(1-amuHo3TUN)-B-MmeTUNNUPpUMUOUHaMmnH (80 Mr,
Bolxon 16%, Ry = 0,43, stvnauerart/rekcaH,
1:11) 1 (2) - yKasaHHLIA B 3arnaBuM NPCOYKT B
BUAE KOpWdHeBoro macna (180 mr, Boixog 36%,
Ri= 0,34, xnopodopm/metaHon/NH4OH, 95
5:0,5). AMP-cnekrp (CDCls, 300 MIW): 7,5 (d,
1H, J= 1), 7,271 (m, 2H), 64 (s, 1H),
425405 (m, 1H), 38-365 (m, 2H),
30285 (m, 1H), 2422 (br m, 3H)
1916 (br m, 3H), 1,3 (d, 6H, J=8), 172
(t, 3H, J= 8). Macc-cnektp  BbICOKOro
paspelleHns, XUMUYecKkas — MoHW3auWs
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{C 41gHagBrNg): 377,1341 (M + H), HalhgeHo:
377,1330.

Mpumep 96

N-(2-Bpomo-4-(1-meTunatvn)
cheHun)-N-stun-4-(2-(4-tetpasonun)-1-
MeTUNaTUM)-B-METUNNUPUMUAMHAMIH.

CMmech
N-(2-6pomMo-4-(1-MeTunatunipeHnn)-N-sTnn-4-(1
-TMAPOKCKSTIAN)-6- MeTUnnUpUMnguHammuHa (1,1
r, 2,7 mmonb), TpuaTunammHa (1.5 mn, 11
MMOIb) " JuxnopmeTtaHa 15 MIT)
nepemelLmBaoT npu 0°C B aTmocctepe asoTa.
[oBaenawT No Kannam MeTaHCyNbOHWIXNOPUE
{364 wmr, 3,2 MMOMb), K 3aTeM nepemMellnBakT
peakuynoHHylo cmeck 1,5 uaca. [MonyyveHHblA
MYTHBIA pacTBOp NocneaoBaTenbHO NPOMbIBAIOT
oxXnaxaeHHsIM Ha neay 1 N pacteopom HCI,
HaChIWEHHBLIM pPacTBOPOM NaHCO3; "
HackllWeHHBIM pacTBopceM NaCl. lNocne cyLwkK
Han cynbhatom  marHug, duneTpauud  w
yoaneHus pacTBOpWTENs B BaKyyMme MonyYaroT
N-(2-6pomo-4-(1-MeTUnaTun)peHn)-N-sT1n-4-
{1-meTaHCyNEOHUNOKCUSTUN )-6-METUNNUPUMIKL,
WHaMWH B BWAES nNpospadvHoro GeclBeTHOro
macna (1,0 r). AMP-cnektp (CDCls, 300 MIw):
7.6 d, 1H, J=1), 7,25-71 (m, 2H), 6,55 (s,
1H), 4,3-405 (m, 1H), 3,85-3,6 (m, 1H),
3,025 (m, 4H), 25205 (br m, 3H), 1,3
(d, 6H, J=8), 1,2 {1, 3H, J=8). Macc-cnekrp,
XUMUYeckas WoHusauua: 456,458 (M + H).

Meaunar (6ea OONONHUTEMNBHON OYWUCTKK)
CMellMBalT ¢ UuaHuaom Hatpua (0,54 r, 11
mMone) B N N-anmetundopmamnge (DMF, 20
M) M NepemellMBaloT  Npu  TeMneparype
obpasoBaHuMa cnermel 67  4acoB. [locne
OXNaBKASHWA [0 KOMHATHOW TemnepaTtypbl
PEeaKLUWOHHYK CMecChb BLINMMBAOT B BOAY, Tpu
pasa aKCTparvpytoT aTunaueTaTom.
O6beUHEHHEIE opraHuyeckve cnowu
BbICYLUMBAKT  HaA, cynegaToM  MarHus,
UNETPYIOT,  KOHLUEHTPUPYT B BaKyyme,
nonyyator Macno. Mocne KONOHOYHOR
XpomaTtorpadum {aTnnauetaT/rekcaH, 1:9)
nonyvatot
N-(2-6pomo-4-(1-MeTUnaTun)peHn)-N-aT1n-4-
{1-unaHo3TUN)-6-MeTUNNUPUMUONHAMWH B BUAES
macrna (440 mr, Ry = 0,24). HAMP-cnekrp
(CDCl3, 300 MIw: 7,5 (d, 1H, J=1),
72571 (m, 2H), 685655 (m 1H),
4,3-405 (m, 1H), 3,8-3,5 (m, 2H), 3,0-2,85
{(m, 1H), 2,65-2,0 (br m, 3H), 1,8-1,4 (br m,
3H), 1,41-1.1 (m, 9H). Magcc-cnexrp,
XUMUHecKas noHuaauua: 387, 389 (M + H).

Cmecb umaHMpga (0e3 [ONONHUTENLHOR
OYMCTKM), a3uga HaTpua (600 mMr, © mmone),
Xnopuaa aMmMoHua (492 mr, 9 mmons) n DMF (20
M) nepemellmnsaioT npyu 100-105°C B TeueHue
112 yacoe. ocne oxnaXaeHus 00 KOMHATHOMW
TEMNEepaTypbl PEaKUMOHHYO CMECH BLINUBAKOT B
sody (200 mn), nogwenayusaoT 1 N pacTBopom
NaOH (pH > 10) » Tpu pasa sKeTparvpytot
xnopocopmoM. OBbedMHEeHHbIE OpraHu4veckue
CMoW BBICYLWWBAKT HaZA CynbhaToM MarHus,
DUNETPYIOT,  KOHUEHTPUPYIOT B Bakyyme W
nonyyarTt Macrno. Mocne KONOHOYHOM
Xpomartorpadun  (xnopodbopm/meTadon,  9:1)
nonyyawT KOpUYHEeBOe TBEPAOEe BeLEecTBO
{(Ry = 0,22). MNocne nepekpuctanMsaymn wm3
achvpa  nonyvalwT yKkazaHHbIA B 3arnaBuu
NpCodykT B Buae Genore Teepdcro sewecrea (35
M, CYMMapHbIA Bbixod 3%), T.nn. 127-129°C.
AMP-cnektp  (CDClz, 400 MIu):. 7,75 (s,
04H), 7,7 (s, 06H), 7,45 (d, 0,6H, J=8)
74 (d, 04H, J=8), 7,.3-72 (m, 2H), 6,5 (s,
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0,4 H), 648 (s, 0,6H), 428-40 (m, 1,4 H),
4.28-418 (m, 0,6H), 3,94-3,82 (m, 0,6H),
3,8-3,7 (m, 0,4H), 3,1-30 (m, 1H), 2,45 (s,
3H), 15 (d, 3H, J=8), 1413 (m, 5H)
1,3-1,2 (m, 4H). Macc-cnekTp  BLICOKOro
paspeLleHns, XMmmuieckasa noHusauma: 430,1355
(M + H); 430,1347.

[MNpumep 97

2-N-(2-bpomo-4-(2-nponun)dpeHnn)aMmHo )-4-
KkapOomMeTOKCK-6- MeTUNNUPUMUGAH.

Cmeck
2-xnopo-4-kapbomeTokcU-8-MeTUNNUPUMUAMHA
(47,0 r, 252 MMOIL) "

2-6pomo-4-(2-nponumaHunuHa (54,0 r, 252
MMOnb) B guokcaHe (400 mn) nepemellmearot
npu Temnepartype obpa3oBaHWs nermel B
TevyeHve 20 4 B artmocdepe  a3loTa.
PeakunoHHylo CMeck oxnaxgawT ao

TEMNeparypbl OKpyXarLen cpeab "
KOHLEHTPUPYOT Ha POTOPHOM  uUcnaputene.
OcTartoK obpabaTbiBatoT HaCbIWEeHHbIM

pacTBopomM OuKkapboHaTa HaTpua WU TpW pasa
SKCTparMpyor stunauetatom. Ob6beanHeHHble
opraHu4ecKus crnou BbICYLLIMBAIOT Hap,
cynbaToM MarHua W uneTpyT. YaanswT
pacTROpUTENE B Bakyyme M NONy4aloT KpacHoe
Macno. [locne KONOHOYHOW Xpomartorpaduu
(atvnauertaTt/rekcaH, 1:1) nonydawT ykazaHHoe
B 3arnaBvmM BELIeCTBO B BUAE IPA3HONO mMacna.
Mocne nepexkpucTannMaaumMK U3 cMecK acupa 1
rekcaHa, OTAeneHus  douneTpauvel n
BbICYLUMBAHWA B BAKYYME NOMyYaloT ykasaHHoe B
3armaBvyM  coegMHeHWe B BWAe TBEepAoro
BellecTBa (42,8 T, BbIXxom, 47%), T.NN. 75-76°C.
AMP-cnektp (CDClz, 300 MIu): 84 (d, 1H,
J=8), 7,65 (br s, 1H), 7,4 (d, 1H, J=1), 7.3
(s, 1H), 72 (dd, 1H, J=8,1), 4,0 (s, 3H),
2,85 (center, 1H, J=7), 2,5 (br s, 3H), 1,25
(d, 6H, J=7). OJOnemMeHTHIA aHanws Aang
C 1gH18BrN3O5, BbMucneHo, %: C 52,76, H
498, N 11564, Br 21,94, HalhpeHo, %. C
52,71, H 4,89, N 11,38, Br 21,83,

Mpumep 98

2-(N-2-bpomo-4-(2-nponunideHunn)-N-atuna
MUWHO)-4-kapbomeToKeK-8-
MeTUINMMPUMUONHAMKNH.

K pacteopy ruapupaa Hatpusa (60% B macne,
48 r, 120 wmmons), ABaxObl  NPOMbLITOMY
rekcaHoM W OeKaHTUPOBaHHOMY, B 6e3BOOHOM
TeTparngpodypaHe (150 mn) npu Temneparype
oKpyxalLleild cpefsl B aTmocdepe azora npu
nepemMellMBaHKMM  O06aBNAIOT NC  YacTaAM
2-(N-(2-6pomo)-4-(2-nponun)deHnnamMmmHo)-4-ka
p6omeTokcK-6-meTUNMpUManH (428 r, 118
MMOnb) B TedeHne 30 muH. [locne TOro Kak
BblAeMeHne rasa 3akoH4YUTCs, OAHOW mopumeld
BBOAAT WogostaH (31,2 1, 16 mn, 200 MMmonk) U
peakUWOHHYI0O CMeChk aKKypaTHO HarpepawT ¢
obpaTHbIM  XONOAWMEHWKOM A0 TemnepaTtypel
obpaaoBaHua dnermbl 1 nepemelinsalor 24
vdaca. [locne oxnamaeHWa OO KCOMHATHOR
TEMMepaTypbl PeakyUoHHY0 CMeCk OCTOPOXHO
racaT BOOOW W TpW pasa  SKeTparvpyroT
sTunauetatoMm. Ob6beAWHEHHbIE OpraHUYecKkue
crnoW ABaxAbl NPOMbIBAT BOAOW, BLICYLLMBAKOT
Haf4 cynbhaToM MarHua WU ouneTpytoT. locne
yaaneHns pacTBOpWTENs B BaKyyme nomyqaioT

KOpU4HeBRoe Macno. KonoHouHas
xpomaTtorpacuna (scup/rekcaHd, 1:1) fdaeT age
chpakunu: M -

2-(N-(2-6pome-4-(2-nponun)dheHnnaMuHe)-4-kap
tomeTokcy- B-meTunnupuanH (4,6 r, Beixog 11%,
R = 08) n (2) - ykasaHHblA B 3arnaBuu
npeaykr (20 r, R = 0,7) B Bu4e rpgsHoro mMacrna.
YKasaHHbIA B 3arnasum NpoAyKT
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NepeKpUCcTannMaoBbLIBAOT "3 rekcana,
BbICYLWLIWBAIOT B Bakyyme W MonydyaloT Teepaoe
BewecTeo (18,0 r, BoIXOR 39%), T.NN. 81-82°C.
AMP-cnektp (CDCls, 300 Mlu): 7,5 (br s,
1H), 7,25 (d, 1H, J=7), 7,15 (d, 1H, J=7),
71 (s, 1H), 4341 (m 1H), 405-3,75 (m,
4H), 2,95 (center, 1H, J= 7), 2,3 (br s,
3H), 1,3 (d, 6H, J=7), 1,25 ({t, 3H, J=7).
Macc-cnektp BLICOKOIO paspelleHus,
XUMUYECKAa MOHK3ALUWS, BblMKCneHo: 392,0974
(M + H), HalineHo: 392,0960.

Mpumep 99

2-(N-(2-Epomo-4-(2-nponvm)
cheHun)-N-aTnammHo)
-B-MeTUNNMPUMUANH-4-kapOoHoBas  KWCMOTA,
MopchonmMHaMma

K ruapnoy Hatpua (60% B macne, 0,24 T,
6,0 MMmonb), ABaObl MPOMBITCMY TEKCAHOM,
[eKaHTUPOBaHHOMY W  CYCNeHAWPOBaHHOMY B

BesgogHoMm  Tetparugpodypare (10 mn),
ooGaenawT mopdonuH (0,52 r, 6,0 MMone) K
HarpeBaloT peaKkuuoHHYIo cMech no
TEeMNeparypsbl ocbpasoBaHng drnermsl,

nepemellnBaloT 1 4ac. 3areM pPeakyUoHHYIO
CMECH oxnaxpaT no Temneparypsl
oKpyXatoLen cpedkl, pobasnsor

2-(N-(2-6pomo-4-(2-

nponun)eHnn-N-sTnnammHo)-4 -kapBomeToKCK-
g-metunnupvmuanH (2,0, 51  MMONb),
NpodomKalT nepeMellMBaHve B TeuveHue 26
4acoB. 3aTeM peakUMOHHYIO CMEeCk BLINUBAKOT B

1 N  pactBop NaOH, nepeMeLLnBaloT,
SKCTparvpyloT  Tpy  pasa  sTunaueraTtom.
OObegUHeHHLEIe opraHuiJeckue crnou

BbICYLWIWBAKT Hah cynbhaToM  MarHus,
DUNBETPYIOT K KOHUEHTPUPYIOT B Bakyyme. Mocne
KOMOHOYHORW xXpomaTorpadui (adnp) nonydarot
yKasaHHOe B 3arnaBuM coeguHeHune (900 wr,
BbiXxog 39%), 1.nn. 145°C. AMP-cnextp (CDCls,
300 Mru): 7,5 (d, 1H, J=1), 7,2 (dd, 1H,
J=71), 71 (d, 1H, J=7), 6,8 (br s, 1H),
4,3-415 (m, 1H), 3,9-3,3 (m, 1H), 3,3-3,0
{(m, 1H), 2,9 (center, 1H, J= 7), 1,3 (d, 6H,
J=7), 1,15 ({t, 3H, J=7). OnemeHTHbIA aHanua
ana CoqHs7BrN4O», BelMMCNeHD, %: C 56,38, H
6,08, N 12,52, Br 17,86; HahgeHo, %:. C
56,07, H 6,05, N 12,29, Br 18,08.

Mpumep 100

2-(N-(2-Bpomo-4-(2-nponun)deHun-N-atuna
MWHO)-4-(MOPONUHOMETII)-6-
METUNNUPUMALMH.

K pacTteopy
2-(N-(2-6pome-4-(2-nponun)deHnnN-aTunamMuH
0)-6- MeTUNMUPUMUAONH-4-KAPBOHOBOR KMCNOTHI,
mopconmHamuaa (750 wmr, 1,72 Mmons) B
BesgogHOM TeTparngpocbypaHe (1,4 mn) npu
TeMMeparype okpy}awLleh cpedel B aTMocdepe
asoTra gobaengaoT no kanngm pactecp 6opaHa B
TeTparngpodypaHe (1 M, 3,6 mn, 3,6 Mmons), U
HarpeBaloT PeaKUWOHHYK cMeck G oBpaTHLIM
XonogunsHukom B Tedenwe 20 o [locne
oxXnNaxaeHWss A0 KOMHATHOW Temnepatypbl
MeaneHHo Ao0aBnaT YKCYCHYHY KUCNOTY W
HarpeBaloT cMeck G 0BpaTHEIM XCNoAUITEHUKOM
B TedyeHWe 30 MmuH. llocne oxnaxieHua Ao
TemMneparyphl OKpYKatoLLel cpeapl
peakuMOHHYI0O CMech BbinMBaoT B 3 N pacTeop
NaOH u Tpu paza skCTparvpyroT atvnaueTaTom.

ObbeauHeHHbIe opraHndeckue cnow
BhiCYLLWMABAKT Ha4  cynbkchatoM  MardHus,

dUnLTpYIOT " KOHLUEHTpUpYoT npw
BaKYYMUPOBAHWA. Mocne KOMNOHOYHOM
XpomMaTtorpacuni (sTWMnauetat) nonyyawTt

YKa3aHHOe B 3arnaBkiin coeduHeHue B BUOe
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macna (300 wmr, Bbixog 39%, Ry = 0.3)
AMP-cnektp (CDCls, 300 MIw): 7,5 (s, 1H),
7,2 (d, 1H, J=7), 7,156 (d, 1H, J=7), 6,5 (s,
1H), 4341 (m 1H), 3,8-3,6 (m, 7H),
35-33 (m, 2H), 29 (center, 1H, J= 7)
2,65-235 (br m, 3H), 2,35-225 (m, 2H), 1,3
(d, 6H, J=7), 1,2 (t, 3H, J= 7). Macc-cnekrp
BLICOKOIO paapeLleHKns, XMMUYeckan NoHU3aums,
BoMmcneHo: 433,1603 (M + H), HakgeHo:
433,1586.

Mpumep 101

9[2-Epomo-4
(2-nponnn)ceHnn)-2-MeTUI-6-XNopony puH.

YacTb A
4 ,6-0UrMOPOKCK-2-MeTUNMUPUMAOUHY
[oGaBnAlT YacTAMM  AbIMALLYI0  a30THYIO
kucnoty (40 mn), npv  oxnaxgeHun  Konbwol
nefom. Mocne Toro kKak fotaBneHue OKOHYEHO,
pPeaKUMOHHYK CMeCb nepeMelunsalT ewe 60
MUH MpM  OXNaxaeHuW NbAoM, a 3aTem
pononHwteneHo 60 MWH NpY  KOMHATHOWR
TeMnepatype. 3aTem peakUWOHHYH CMecCh
BoNMMBaOT Ha neg (60 r) u  pawt nbgy
pacnnaBuTecs.  PUNbTPaUMER  BLIASMAIOT
OnepHo-po3cBoe  TBepAOe  BEWECTBO U
npomelBaoT Boder (50 mn). Teepdbld NpoayKT
BLICYLUMBAKT B Bakyyme B TeYSHWE HOYW W
nony4awT 22,6 r BewlecTBa.

YacTe B. [lpoaykT, Mony4YeHWe KOTOpOoro
onuMcaHo B uYacTh A, YacTaMu A00aBnsloT K
POCl; (125 wmn) B arMmocdepe asota.
HoBaenatot nocteneHHo N,N-gUsTUNaHunuH (25
M) W PeakUuMOHHY0 CMEChb HarpepawT ¢
o6paTHBIM XONOAUNBHUKOM B TedeHne 150 MUH,
3aTeM OXNaXAaT A0 KOMHATHCOR TeMmnepartyphl.
PeakuoHHyo cMeck BoinueatoT Ha neg (750 mr)
M nepemewmBawT 1 dac. BoaHblA  cnoi
SKCTPArvupyloT AustunoBelM scupom (4 x 400
Mn), aKCTpakTbl obbenHAT. OObegnHEHHble
SKCTPaKTbl MPOMBIBAOT CONAHBIM - PacTBOPOM
(300 mn), U opraHWUYeCKWA CNoR BbICYLWMBAIOT
Hafg NasSO4. BhICyLLEeHHLIA opraHUYeCckniA croi
DUNETPYIOT U KOHUEHTPUPYIOT,  BbIOENAT
pLKEBATO-KOPWYHEBOE  TBEepAoe  BELEeCcTBO
(21,51 7).

Yacts C. Tlpoaykr, nonyvyeHue KoToporo
onucaHo B 4actu B (3.0 1), Aobasnawt K
YKCYCHOM KuhcnoTte (55 mn) n mertaHony (25
Mn). OToT pacTBop A00aBNAlT K MNOPOLLKY
Kenesa (3,0 ) M peaKkuMoOHHYKD  CMEChb
nepemMelLMBaloT Npu Temnepatype 60-65°C B
TeYeHWe 2 4. PeakUMOHHYK CMECh OXnawdaroT
bo KOMHaTHOH TEMNepaTypbl ]
OTPUNLTPOBLIBAIDT. V3 dhuneTpara BbIOenAwT
KOpWYHEBOE TBEPAOE BELWeCTBO, KOTOPOe
sKeTparvpyoT - aTunadetatoM  (3x100  mn).
O6bedWHEHHEIE  OpraHWYecKkUe  9KCTPAaKThbI
npombiBaeT NaOH (1 N, 2x200 mn), sogoi (100
Mn) KW congHelM  pactsopom (100 mn).
OpraHn4ecknia Crnow BEICYLLIMBAKT Haj
Na »SQ4, UNBETPYOT, nNocne BblAeNeHUs
nonyyvaroT 2,13 1 aHTapHOR KUAKOCTH, KoTopas
TBepAeeT npu oxnaxaeHwn. Macc-cnektp: (M +
Hy* 178.

Yacts D. CmelwmnBaoT NpoayKT, nonydYeHue
koToporo onucaHo B 4Yacth C (2,0 1),
2-6poMO-4-30NpPonUaHUIMH (2,4 r 7]
AMM3onponunatunaMmH (1,52 1), U peakynoHHyo
cMech HarpesaoT Ao 160°C B TeueHue 25
MUHYT. PeakynoHHyto  cMecb  ouMILaloT
conawxpomarorpacpuerd  (CHoClo/MeOH,  50:1,
KpemMHeaeM), 3aTeM  BLIASMAKT  NPCAYKT,
nonyvator 145 r  Genoearoro TBepAoro
BellecTBa. Macc-cnekrp (M + H)* 356.
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Yacte E. [lpogykr, nonydYeHWe KOTOpOro
onucaHo B 4acTK D (1,32 r,
TpuaTunoprtocgopmar (10 MnN) W YKCYCHLIA
aHrmapra (10 mn) cMewmnBaoT B artmocdepe
asoTa 1 HarpeBalT ¢ 06paTHbIM XOMNOAWMBHUKOM
B TeueHne 4,5 4. PeakLWoHHaa cMech NepexoauT
B MacnonofobHoe COCTOsIHWE, MOocne Yero
ooGaenawT Bodgy (50 mn). BogHblA  cnoi
nogwenaumeatot (pH 8) TBepabim NasCOz n
akcTparvpyT CHCI3 (3x80 mn). O6beonHeHHble
OopraHuYeckue Cnou BoicyLlUMBaKT Had NagsSOy,
DOUNLTPYIOT, Nocne  BolAeNeHWd  nomnyyaroT
aHTapHoe wmacnoe (1,63 r). [llocne CYUGTKK
donawxpomartorpacdpmeid (CHyClo/MeOH, 50: 1,
JBYOKWUCH KpeMHMA) NOMyYakoT CBETNO-AHTapHoe
cTeknoobpasHoe BeLLecTBO
9[2-6pomo-4(2-nponun)peHnn]-2-MmeTun-6-xnopn
ypuH (0,94 1), T. nn. 49-52°C. Macc-cnektp (M +
H)y* 367.

Mpumep 102

9[2-Bpomo-4 (2-nponwun)
deHnn]-2-meTn-6-Mopd ONMHONMYPKH.

9[2-bpomo-4 (2-nponun)cheHin]
-2-meTun-6-xnopnypuH (1,3 1) n mopconud (10
Mn) cMmellMBaloT B artMocdepe aszota W
HarpeBaloT ¢ 06paTHbIM  XONOAWNLEHUKOM B
TeveHve 8 u. PeakymoHHyo CMECh
KOHLEHTPUPYIOT Ha pPOTOPHOM  Wcnapurene,
OCTaToOK  ouMWaT  dnswxpomarorpadueit
{CH 2Clo/MeOH, 50: 1, kpemHesem), nonyqaror

Kentoe - TeReppoe  BewectBo (054 ).
Macc-cnektp (M + H)* 416, 418

Mpumep 103

9[2-bpomo-4

{2-nponnn)dpeHnn]-8-asa-2-mMeTn-6-xnoponypuH

YacTtb A K
4,6-AMrMOPOKUCH-2-METUNNUPUMUONHY
0o6apnAlT YacTAMKY  ObIMALLYIO  a30THYIO
kacnoty (40 mn), npv  oxnaxgeHuu Konbwl
Neaom. Mocne Toro kKak AobaBneHWe 3aKoHYSHO,
PEaKLNOHHYH CMECh OONOMHUTENEHO
nepemelLnBaloT elle 60 MWH, oxnamgan NbaoM,
W ewe 60 MMH NPU KOMHATHOW Temnepartype.
PeaKLWOHHYI0 CMEeCh BEINMBALOT Ha nef (60 1), n
jaloT  nedy pacnnaBuwTecs.  Brelgenswor
chuneTpauuei 6negHo-poaosoe TBEPOOE
BelUeCTBO, MNPOMBIBAKOT XxonoaHok Bopoh (50
Mn). MonyyeHHoe TBEpAos BELIeCTBO
BLICYLLUMBAIOT B BakyyMe B TeYeHWe HOo4Yn WU
nony4atT 22,6 r HeobxogumMoro BelllecTBa.

Yacte B. T[lpoaykr, nonydYeHWe KOTOPOro
onMcaHo B 4acTh A, aobaBnsaT 4acTAMU K
POCl3 (125 mn) B atmocdepe asocTa, 3aTtem
goGapnaT Yactamn N N-guaTUnadHunuH (25
mn).  PeakumoHHyo cmeck  HarpeBalT C
oBpaTHBIM XONOAUNBHUKOM B TedeHne 150 MuH,
oxnaxgalT OO KOMHATHOW  TemnepaTypbl,
BblNMBaT Ha neq (780 r) n nepemelwmsaior 1
Jac. BogHLbIA Cnoi skcTparkpyoT AWSTANOBLIM
achrpom (4x400 Mn) 1 oObedMHAT 3KCTPAaKTLI.
ObbeauHeHHble  OpraHWYeckue  SKCTpaKThl
NPOMbIBAKOT cOMsAHbIM - pacTBopoM (300 mn),
BbicylWMBarT  Hag NaxSQO4, DunbTpyloT U
BbIASMAKT  PbiKEBATO-KOPUYHEBOE TBepdoe
BelecTBo (21,51 r).

Yacte C. T[lpodyKT, nonydYeHWe KOTOpCro
onncaHo B Yacth B (6,5 1), pobaenawt K«
YKCYCHOW KucnoTte (11 mn) 1 metanony (60 mn).
OTOT pacTeop A0GABNAKT K NOPOLIKOOGpa3HOMY
weneay (6,0 1), nepemewmBaloTr 2 daca npwu
Temnepatype  60-65°C, oxXnaxgakwT 0o
KOMHaTHOW TemnepaTypel, duneTpyoT. WMa
uneTpaTa BLIAENAT KOpWYHEeBOe TBepdoe
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BELLecTBO, KoTopoe SKCTparvpytot
sTunadetaroM (3x100 mn). O6beOUHEHHbIe
opraHudeckue cron npembisatoT NaOH (1 N,
2x100 wmn), Bsopod (100 mn) WU congaHbiM
pacteopom (100 mn). OpraHUYeckMd cnor
BblcylLMBaT Hag NasSOy, wunbTpyloT, nocne
BblgeneHWa nony4awT 4,75 ©  aHTApHOW
MUOKOCTH,  KOoTOpas  3artBepdeBaeT  Npwu
XpaHeHun. Macc-cnektp (M + HY* 178.

Yacts D. CmellMBaoT NPOAYKT, nonydYeHue
koToporo onucaHo B dactu C (4,75 1),
2-6pomo-4-n3onponunaHnnnH (5,71 r,
HarpesaloT peakLUMOHHYO CMeChb oo
Temnepatypel  140°C B TeueHne 60 MUH.
PeakunoHHyto maccy cycneHaupyoT B
CH2Cla (300 mMn), O©praHWYeckuWid pacTeop
npomeieaoT NaOH (1 N, 3x250 mn) 1 cenaHbimM
pacTeopoM (250 mn). OpraHudeckylo chasy
BblcylwnBaT Hag NasSO4, nonydaloT TemHylo
HKuakocTe (9,28 1), Oumwalor 3Ty KWOKOCTb
chnawxpomarcrpadpuerd (CHoClo/MeOH, 50: 1,
JBYOKWUCb KpeMHWS), Nony4valoT CBeTNo-kpacHoe
TBepdoe BellecTeo. Macc-cnektp (M + H)* 356,

Yacts E. Tlpogykr, nonydeHue KOTOpPOro
onucaHo B 4Yactm D (2,0 1), gobasnsawr K
yKeycHol kucrote (50%, 20 mn) w 3atem no
kannam goGaenawT HUTPKUT Hatpua (0407 ) B
Boae (2,0 mn). Yepes 4,25 vaca peakyMoHHyo
CMEChb OTPUNLTPOBLIBAKT, OTASNAT TBEpAoe
BellecTBO M ounlanT dnswxpomarorpadnei
(CH2CIx/MeOH, 50: 1, ABYyOKUCH KpemHUa) W
nonyvatot opaH}eBoe Macno
9[2-6pomo-4(2-nponun)deHnn]-8-aza-2-
meTun-g-xnoponypwH (0,75 ). Macc-cnektp (M
+H)* 368.

Mpumep 104

9[2-Bpomo-4(2-nponun)theHnn]-8-aza-2-MeTh
N-6-MOPPONUHOMYPKH.

9[2-Bpomo-4(2-nponun)deHnn]

-8-aza-2-meTun-6-xnoponypuH (1,34 1) wu
mopcponmH (10 mn) cMelwmnBalT B atMmocdepe
a30Ta, MPOMbIBAIOT NONyYeHHbIA pacTBop BOOOH
(2x100 mn) 1 conddbim pacteopom {100 mn).
OpraHudeckylo  ¢basy  BbICYLIMBAIOT  Haf
cynbhaToM  HaTPUA,  KOHUEHTPUPYIOT  Ha
POTOPHOM  UCNapuTene, oOcTatok oudullaleT
conawxpomarorpacpuern  (CHyClp,  OBYOKWUCH
KpemMHWUsa), nonyyaloT TBepdoe Kentoe BellecTBo
(0,62 ), T.nn. 145-148°C. Macc-cnektp (M +
Hy ™ 417, 419

MNpumep 105

2(N-2,4-01MeToKCUNUPUMUONH-5-1M)-N-3TKkn
aMWHO)-4,6-4UMeTUNUPUMULNH.

Yacte A. 5-Hutpoypauun (25 r) po6aBnaoT K
POClz ©1  NN-gusthn-amuHy (32 M),
peakUMOHHYI0O CMeChb HarpeBalT G 0bpaTHbIM
XONOAWNBHWKOM NpKW TeMnepaType obpas3oBaHWA
chnermbl B TedeHme 70 MUH B aTMOcdepe a3oTa.
Mocne oxnaxgeHWs 4O KOMHATHOW TemnepaTypbl
peakLMOHHYO CMeCh BbINKMBaOT Ha Nneg, (600 mr)
W nepemMelivBaleT, Moka CMeCk He [OOCTUrHeT
KOMHaTHOW  TemnepaTypel. BogHblA  cnoi
SKCTPArUpYT AUSTUNOBLIM 3chrpom (4x300 mn).
OKCTpaKTbl 06bEAUHAOT, MPOMBIBAIOT COMNSAHBIM
pacTBcpom (200 MM), BbicyWWBawT  Hag
cynbarom HaTpus. KoHueHTpupyoT
OpraHuYeckuin CnoiA " BblOensoT
OpaHXeBO-KpPacHY xuakocTb (17,69 r).

Yacts B. Tlpoaykr, nonyueHue KOTOPOro
onucaHo B Yacth A (17,69 1), B 60 mMn
MeTaHona no kannAMm Ao0aBnAlT K pacTBopy
metokeuga Hatpusa (30 Bec.%, 38 mm) npu
oxnaxaeHWn konbel Ha Bane co neaom. lNocne
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TOro Kak JobaBneHWe 3aKoHYeHO, PeakLNOHHYHo
CMecb NepemMellnWBaloT B TeYeHWe HouUW npu
KOMHATHOW TemnepaTtype, 3aTem HarpeBalT C
obpaTHbIM  xonodunsHukom 4 o [locne
oxnNaxaeHWs A0 KOMHATHOW Temnepatypbl
PeakLMOHHYH CMech BbinuBawT Ha neg (500 ),
obpaayetca Genvld ocagok (10,38 r), KoTOPLIA
cobuparT dunbTpaymen.

Yacte C. [poaykr, nonydYeHWe KOTOpOro
onucaHo B vactv B (4,1 1), n Pd/C (10 Bec.
%, 0,15 r) poGaenAwT K staHony (70 mn),
metadony (10 mn) 1 Boge (1 mn) B peakrope
Mappa. PeakyunoHHylo cmecs obpabaTbiBatoT
BOOOPOOOM A0 TexX MNop, Noka no fgaHHeiM TCX
He  ocTaHeTcsl CXOOHOro npoaykra.
PeaKUWoHHYO Maccy punbTpyloT vepes Celite,
13 cduneTpaTta BbIASMAKT
pbiKeBaTo-KopU4HeBOe TBeppoe BelwecTso (3,32
r).

Yactb D. [Mpoaykr, nonydYeHWe KoToporo
onucaHo B 4acTu C {1,086 r, "
2-XNopo-4,6-oUMeTINMPUMUONH (1,0 r
pacTeopsaoT B TI® (50 mn) B aTMocdhepe asoTa.
HoBaenawoT yacTamm rmgpua Hatpus (0,33 1, 60
Bec.%), aucnepcua B macne). MNocne pobasneHns
pPeakUMOHHYID CMeCb HarpeBaloT ¢ obpaTHbIM
XONOAWNBHUKOM B TeueHKWe 5,5 U, oxnaxgalT Ao
KOMHATHOW TeMnepaTypbl U OTASNAIOT TBepdbli
npoAyKT huneTpaymen. dunwTpar
KOHLEHTPUPYIOT " ovuwawT
chnawixpomarorpacued (CHoClo/MeOH, 80:10,
JBYOKACbL  KPeMmHWs), nonyYalT TeRepdoe
seulectso (0,52 r). Macc-cnekrp (M + HY* 262.

Yacte E. [lpoAykT, nonydYeHWe KOoToporo
onucaHo B YacTk D (2,0 r), n AcpostaH (1,49
r) pacteopsoT B gumeTtundopmammuae (20 mn) B
atMocdepe azoTa.

Yactamm gcbasnawT ruapug Hatpua (0,383
r, 60 Bec.%, Aucnepcusd B macne). [Nocne
JobapneHUs NpoaormKawT NepeMeLluBaHue npu
KOMHATHOW Temnepatype B TeudeHue 22 u.
HoBGaenatoTt Bogy (200 mn), CMeCk 3KCTParMpyroT
atunadertaroMm (3x300 mMn). OObedWHEeHHbIe
FKCTPaKTbl npombiBaeT Bogod (100 mn) w
conaHeIM pacteopomM (100 mMn), BhICYLIMBAOT
Haf cynbchaTtom HaTpus, UNETPYIOT U
BbIAEMAOT SAHTAPHYHO KMOKOCTb
2-(N-(2,4-aMmMeToKCUNIPUMUAKMH-5-1N)-N-aTnam
WHO)-4 ,B-OUMETUINMNPUMUONH (2,68 r).
Macc-cnekTtp (M + H)* 290.

MHorme coeduMHEeHWs, onucaHHble BhILE,
MoryT ©GbiTb MepeBefeHsl B WX COMW
nobaBneHMeMm COOTBeTCTBYWOLWEA KMCnoTel B
pacTBoOp  coeAWHeHUWs1 B OPraHW4ecKOM
pacTeopuTene. OnWcaHHbIE BbIWe COMW  He
orpaHuudvBaleT  obbem  naobpeteHua U
npUBedeHbl TOMBKO B KavecTBe WNMCTpaluu
obler cxemel CHMHTE3a. PU3MYEecKUe CBOWCTBA
HEeKOTOPLIX COeAWHEHWH, KoTopble MOMYT ObiThb
CMHTE3MPOBaHHBI G WCMONb30BaHNEM OMWGaHHBIX
BbllLe MeTodoB, NpeacTaensHel B tabnuuax 1 -
21. KonoHka B Tabnuuax, osarnaeneHHas
‘npumep N ..", OTHOCWTCA K CUHTE3am,
ONMCaHHbIM B NPUMBEASHHLIX Bhille npuMepax 1 -
105. OboaHaveHWa "MC" n "MCBP" oTHocaTeq K
0BLIYHOR MacC-CNeKTPOCKOMMX "
MaCC-CNEeKTPOCKONAX  BLICOKOTC — pa3pelleHns
COOTBETCTBEHHO.

MpakTvyeckaa NPUMEHUMOCTb

WconepoBanve B3auMMoaehcTBMA o
pelenTopamMu in vitro

MpurotoBneHne o©bpasuoB. Kpbic-camucs
TAHKAK Sprague Dawley (180-200 r)
YMepLBNAKT obearnaenyveaHWeM, BCKpbIBAKOT
MO3r MPW OXN&KOSHUM NbAOM, 3aMOpaXMBaloT
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LelNMKOM B XMOKOM a3oTe W A0 UCcneloBaHus
XpaHaT npu Temnepatype 70 °C. B peHb
ncecnegoBaHua 33MOpPOMKEHHLIE TKaHK

B3BELWWBAKT U romMoreHu3npytoT B 20 obbemax
oxna¥geHHoro NbaomM Bydepa, cogepxauiero 50
Mannumons  Tris, 10 munnumons MgClo, 2

Mmunommons EGTA, pH 70 npu  22°C,
nenonesyqa PoCytron (Brinkmann Instruments,
Westbury, NY, setting 6) B TedeHne 20 c.
[OMOTeHHbIA  NPOOYKT  UEeHTPUdYTMpYoT  NpK
480009 B TeqeHne 10 muHyT npu 4°C. OTpensioT
CyMNepHaTaHT, ] ocTarok MOBTOPHO
TOMOrEHMU3NPYHOT B TaKoM Xe obbeme Oychepa,
3aTeM ueHTpudyrmpytot npu 48000g B TedeHune
10 ™MWH npu  4°C.  [onydeHHbI  nocne
LEHTPUYTMpoBaHUSA  CIYCTOK  ellle  pas
CyCneHAVPYT B ykasaHHOM Bbille Gydepe Ao
OKOHYaTeNnbHOW  KOHUEeHTpauum  20-40  Mr
WCXOAHOMO ChIPCro NPOAYKTa/MN KU UCNOMBL3YIOT B
OnUcaHHbIX HIKE MNCCNenoBaHMNsX.
OnpefgeneHne ©Genka npoBoAUNM NO  MeTony
Noypu (Zowry et al. , J. Biol. Chem 193. 265
(1951)), ucnone3ys B KadecTBe craHgapTa
ObMUA CLIBOPOTOYHbIA anbbymMuH.

CeasbieaHne AKTI (CRF)-peuenTtopamu.

WMccnegoeaHwe CBA3bIBAHWA pelenTopamu
NPOBOAMNNCE B OCHOBHOM N0 METCAMKE,
onucaHHolh E.B. De Souza, J.Neurosci, 7:88
(1987).

AHanNMa KpMBLIX HacbIWLEHWA.

Mo WccnepoBaHWM  HacklweHua 100
MKI 125 0Beubero CRF (KoHEeYHasn
KoHUeHTpauna 50 M - 10 HWM), 10 wmkn
OychepHoi npobbl  (cogepxalweir wnn  He
cogepxawen r/h CRF ¢ oKoHYaTensHoA
KOHUeHTpaunerd 1 MM) gna onpefeneHus
Hecneunduieckoro ceassiBaHMa M 10 mkn
MeMOpaHHOK CyCcneHsaun (Kak onucaHo Bbie)
JobapnaT  nocneaoeatenbHe B 1,56 Mn
NONUNPCNWIEHOBYHO npobupky ans
MUKPOLEHTPUDYIMPoBaHKA A0 OKOHYaTENLHOMO
obbema 300 mkn. Bece obpasubl 4oBOAAT OO
paBHOBECUA B TedYeHWe 2 4acoB Mpu 22 °C, Kak
onncaHo E.B.De Souza, J.Neurosci, 7:88
(1987). Peakumio 3aBepakT
LeHTpUyrmpoBaHuem obpaaLos Ha
MUKpoUeHTpudyre bekmaHa B TeueHWe 5 MKH
npu 12000g. OTOWpaloT anukBoOTY cyrnepHaTaHTa
And onpegeneHyis "ceobofHOR" KOHUEHTpaL MK
pPaanoakTUBHOIO nuraHaa. Ypansot
OCTaBLUMACH CynepHaTaHT K 0cafoK B Npobupke
aKKypaTHO MPOMLIBAKT OXNaMKASHHBIM Ha Nbay
PBS, cecpepxawmm pgononHutensHo 0,01%
Triton X-100, ewe pa3s uUeHTPUDYTUPYIOT W
M3MeEPHIOT  "CBHAS3AHHYH"  KOHLUEHTpauu
PaguoakTMBHOrO nuravaa. [aHHble, NonyYeHHble
NpY UCCNEAOBaHUW HACLILLEHWS, aHaNU3WPYKT C
WCMOMb30BaAHWEM  MPOrpaMMbl  MOCTPOEHUA
HEeNMUHEAHLIX 3aBUCUMOCTER MEeTOACM
HaummeHblnx keagpator LIGAND (P.J. Munson
and D. Rodbavd, Anal Biochem. , 107:220
(1980)). Orta nporpaMma  WMeeT OYeBUHLIE
npeuvmMyLlecTsa ang obpaboTkM
SKCMNEPUMEHTAanbHLIX JaHHLIX MO CPaBHEHWIO ©
Henpeobpa3oBaHHOR KOOpAMHATHOW CUCTEMONR,
rde npegnonaraloT Hawbonee BepOATHEIM
HopMarnsHoe pacnpefensHue 1 HeT Koppensauum
C He3aBMCUMOW nepemeHHoW. [lporpamma
LIGAND He npegnonaraer, 4yto
Hecneuuduyeckoe  cBfA3bliBaHWE oyoer
NPOWM3BONBHO CNPEeAEnaTLCH WMCCneaoBaTenam,
NOCKOMNBKY OHa onpefenseT  He3aBUCHMMYIO
NepeMeHHyl0 K3 BCerc KOMMNeKca [JaHHbIX.
3HaveHWs KOHCTaHT cpoacTea (Kp) U MMOTHOCTK
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peuentopoB  (Bmax) Takke  cnpejensiot
cTaTUGTMUEeCKM B COOTBETCTBMM C  TeMm
HACKONbKGC OHU "nooxonat” K
SKCNepUMeHTaneHeIM JaHHbIM. 2Ta nporpamma
aBnseTcs AoBONbHO MMEKOA KW AaeT BO3MOXKHOCTb
OOHOBPEMEHHO  aHanWaupoBaTb  paanWuHbIe
KPUBLIE, YTO YBENWYMBAET HAAEKHOCTE aHanuaa
W, cnegoBaTensHo, No3BoNAeT MoNny4YaTe BepHble
3HAYEHUA OLUEeHWBaeMbIX BeNAYWH U3 JaHHBIX
SKCNEPUMEHTOB MO HACBILLEHWIO.

AHanua KpUBLIX KOHKYPEHTHOMO CBSA3LIBAHWSA.

MpW  UCCcnegoBaHWAX — KOHKYPEHTHOro
cBA3bIBaHMA 100 mMkn [ 125]-oeubero GRF (125
o CRF, koHe4Had koHueHTpauusa 200-300 nM)
uHKyGupytoT ¢ 100 mKn Bydbepa (B NpUCyTCTBMAK
pPa3nu4yHoro KonuyecTBa KOHKY pUPYHOLLNX
nuraHgos, obbivHo ot 1 1M go 10 nM) n 100 mrn
MeMOpaHHCHA  cycneHauW, MOMyYeHHOR  Kak
onucaHo  Bolwe, npu  obwem  obbeme
peakynoHHol comecn 300 mrn. Peakyuio
HauuHalT ¢ JoBaBneHWs  MemBpaHHoro
roMoreHara, BbIAEPKMBalT A0 YCTaHOBMEHWA
paBHoBecuss 2 4 npu 22 °C u 3akaH4MBaloT
LeHTpUdYrMpoBaHuem (12000g) B
MUKpOUeHTpUdhyre bekmaHa, ana toro 4tobwl
OTAENUTL CBOOOAHBLIA PaAAWOAKTUBHBIA nuraHg
OT  CBA3aHHOIO. MonyyeHHbIA  nocne
LeHTpUdyruposaHusa ocanok Jal=EPal
NpCMbIBaAIOT c NMOBEPXHOCTHK
LUeHTpucbyrupoBaHvem ¢ 1 MN OXMaOoeHHoro
nsgom chocchatHeiM Bycpepom 1 0,01% Triton
X-100, oTAensoT cynepHaTaHT U ocTaBLIMACA
ocafoKk WCCredyT Ha pPaguoakTUBHOCTL C
npumepHo 80% 3P MEKTUBHOCTLIO.

YpoBeHb Hecnelnruieckoro cBA3bIBAHWSA
OnNpeAsnalT B NPUCYTCTBAX 1 MM He MeYeHHoro
naotonom rth CRF (CRF kpeic / CRF qyenoeeka).
[aHHbIe KPUBLBIX KOHKYPEHTHOMO CBA3bIBAHWUS
aHanuanpyoT no nporpamve LIGAND. [Ons
KaKAOK KPWBOK KOHKYPEHTHOro CBfA3bIBAHMA
onpeaenawT CpPCACTBO nuvranja c
paaucakTMeHOW mMeTkod K CRF  peuentopy
{[ 125I] CRF) BHe 3aBUCHMOCTH oT
SKCNEPUMEHTOB MO MOGCTPOEHWMIO  KPUBLIX
HAaCBILLEHUA, KU 3TWU 3HAYEeHWS WCMNONB3YoT NPy
aHanMase KOHCTaHT Kaxylleroca MHrmbupoBaHus
(Kj) 4Ana ucenegyemMelx NenTMaoB. Kak npaeuno,
npW aHanuae JaHHBIX  WCMONb3yloT Modenu,
npedncnaralowMe OAWH WNKW  dBa  ydacTka
CBA3bIBAHMWA, BEIOMpasn Ty MoAenb, KoTopasa AaeT
Nyyllee coBMageHWe C  SKCNepUMeHTansHOR
KpuBOW, Ans Toro, 4tobbl TOYHEES ONPefenUTh
BeMMUMHY K;. CraTtMCTMYecKMA aHanus ¢
menonb3oBaHeMm nporpammbl  LIGAND  paet
BO3MOXHOCTL BbIOpaTh Hanbonee NOAXoAsALy
Mofenb, a UMEeHHO MoAeNb, NpednonaratoLLyHo
HamMyMe OJHOMo yYacTKka CBA3bIBAHWA, WK
Modenb, npegnonaralllyl  Hanudve  OByX
Yy4acTKCB cBfA3biBaHMA. [na cBonx nentuaocse
{a-cnunpaneHbldi CRFg4q 1 d-PheCRFq2.41) Tak
He, Kak W Ang Bcex coeMHeHWH HacTosLlero
naobpeteHns, nonydYeHHble [AaHHble Gonee
COOTBETCTBYOT  MCAENW,  npednonararllein
HanWyKe oJHOro yyacTka CBA3bIBaHWA, MOAENE,
npeAncnaralollas  Hanmuuve [ABYX Y4acTKoB
CBfI3bIBAHUA, Nnbo HeBo3MoOxHa, nMbo He
COOTBETCTBYET MOMYyYEHHbIM
SKCNEePUMEHTaNbHBIM TOYKaM.

PeayneTatel  WMayuyeHUs  coedUHEeHWH
HacTOALWEro N3otpeTeHMa in vitro NpuBeagH:l B
Tabnuue 22. [Ong 3HaYMTENLHOTO KOnuuecTsa
coeqUMHEHWA HacTosWwero WaobpeTeHWs, Kak
WHAMBWOyanbHEIX, Tak W B dopme cBoBoaHOro
OCHOBAHWUS WIK COMW, MPU U3YYeHUW CBA3bIBaHUA
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Obin oBHapyxeHol  Onu3kne  BEMWHYWHGI
WHrMEMpoBaHKS.
CoefiMHeHWe  paccmartpuBaeTcd  Kak

akTuBHoe, ecnn BenuuuHa K, meHee uYem
npumepHo 10000 HM ana nHrMbuporaHwa CRF.
B Tabnuue 22 npueedeHel 3HadeHna K,
onpefeneHHble B ONWCAHHBIX Bbille YCMOBMAX.
MpuHATEl crepywowne oBoaHadYeHWa Ang
BeNWYMHbI K. +++ = < 500 HM; ++ = 501-2000
HM; + = 2001-10000 HM.

WMHrubuporaHne CRF-CTUMYNUpOBaHHOK
aKTWBHOCTKM ajeHunaT-UuKnasbl

WHrmbuposaHme CRF-cTUMynupoBaHHON
aKTUBHOCTW afeHUnaT-UMKNa3bl NPOBOAUMK, KaK
onncaHo B: G. Battaglia et al, Synapse
1:572 (1987). O6pasubl BbOEPKMBANTKM B
TedeHwe 10 MMH mpu 37°C B 200 Mn Gycepa,
cogepxawero 100 MM Tris-HCI (pH 7.4 npw
37 °C), 10 MM MgCly, 0,4 MM EGTA, 0,1% BSA,
1 MM um3obytunmeTturkcaHtiHa (IBMX), 250
en/mn chochokpeaTUH-KMHa35I, 5 MM
KpeaTuHdocdaTa, 100 MM
ryaHoauH-5 '-Tpucboccpata, 100 HM  oCRF,
nenTWaa-aHTaroHUcTa (KoHLeHTpaLus
10 9-10"% M) 1 0,8 Mr o6paslia UcXoaHOMW chipoit
TKaHW (nNpuMmepHo 40-60 wmr 6enka). Peakuuio
WHWLMMpOBanK foBasneHvem 1 MM APT [32P)
ATP (npumepHo, 2-4 mKiopn Ha npobupky) w
3akaH4ymBann podasneHnem 100 mn 50 MM
Tris-HCI, 45 MM ATP w©u 2% HaTpuAa
Jofeunncynedata. gna toro 4tobbl U3MEpUTL
pereHepauuio cAMP B Kkawaywo npoBupky
aobaenann 1 mkn [3H] cAMP (npumepHo 40000
dpm). Pasgenenuve [32P] cAMP u [¥2P] cATP
NPCBOAWNN NOCNEACBATENbHLIM 3MHONpPOBaHEM
Ha konoHke Dowex W anioMWMHWEBCH KOMOHKe.
PasgeneHve Gonee 80%.

OBHapy;eHo, YTO CoeUHEeHWs HacTosLLero
n3obpeTeHnsl aKTUBHBlI B TaKWX YCMNOBWSX.
IC 55 < 10000 HaHoMOnb.

MccneaoBaHWe akTUBHOCTU CoeaWuHeHWR in
Vivo

AKTMBHOCTE  COEJWMHEHWHA  HacToslero
n3oBpeTteHna in vivo MoxeT ObiTb M3ydeHa ¢
WCNONB30BaHWeM  M3BEeCTHbIX  chneluanuctam
Buonorvyeckux TectoB. Mogenw, KoTopele MOryT
ObITb MCNONB30BRAHEI ANS NPOBEPKA COEQUHEHWA
HacToAWero naobpeTteHus, npueeaeHsl B: C. W.
Berridge, A.J. Duhn. Brain Research Reviews
1571 (1980), the Acoustic Startle Assay,
the Stair Climbing Test, the Chronic
Administration Assay.

CoeguHeHWss MOryT ObiTb  W3yueHbl Ha
rPBI3YHAX UMK MENKWX MNeKonUTaKLWKX, OHaKO
npueeaeHHble saeck NpUMepbl He orpaHUuYunBarkoT
obbem n3obpeTeHns.

PeaynbTaThl  yka3aHHbIX  Bbllle  TecToB
CBUAETENLCTBYIOT O TOM, YTO COEAMHEHMSA
HacToOAWEro M300peTeHnss MOryT  HalTh
NPUMEHeHWe [OnA  NeYeHua  pacCTpoACTB,
CBAA3AHHLIX C OTKNOHEHMEM OT HOPMAamnbHOro
coAepKaH1s PHUNKU3UHr-cbakTopa
KOPTUKOTpONWMHA Y MalWeHTOB, CTpafalolinX
Jenpeccueid, SMoLMoHANbBHBIMU PacTpORCTBAMM
wvnm CHMHAPOMOM TpeBOru. ﬂpl/lBe,El,eHHble Bbllle
TEGTHI WNNKCTPUPYIOT BO3MOXHOCTb
WCNONb30BaHWA  coedWHEHWH  HacTosALWero
naobpeTeHWa  Ans  NevYeHWs MaTouHON
KOHTPaKTyphl.

CoefWHeHWs HacToAWwero WaocbpeTeHus
MOryT ©OblTb BBefeHbl Anf  NeuvsHWA
BbllLEyKa3aHHbIX  HapylleHWA ¢ MOMOLbHo
cpencTs, o6ecneynBaloLMX KOHTAKT aKTUBHOMO
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areHTa ¢ y4acTKOM ASACTBWSI akTMBHOIO areHTa
B opraHuWame Mnekonutaiowero. CoedMHeHUs
MoryT ObiTb BBeAeHbl MoObIMA  WM3BECTHLIMK
cnocobamu, NPUMEHSIWMMUCA ANS BBEASHWSA
chapMaLeBTUYECKUX  WNK  WHOMBUAOYaNbHBLIX
TepaneBTUYeCKMX MpenapatoB, UMW B COYETaHWK
o} TepaneBTUIECKUMM npenapatamMu.
CoefUHeHUss MoryT ©ObiTb BBedeHbl OdHW, HO
obbMHO  BBROASATCA ©  hapMaleBTUYECKUM
HocuTenem, BbIGPaAHHBIM C  WCMONL3CBAHWEM
W3BECTHLIX  NpaBMn W OBLWEenpUHATOR
hapmMaLeBTUYeCKONd NpaKTHUKK.

Hosa, uononsayemas AN BBEOSHUA, MOXeT
WWPOKO BapbUpOBaTLCH B 3aBMCMMOCTU OT
HasHauYeHUs U pAda W3BECTHLIX PAKTOPOB, TAKWUX
KaK capmMaKoAUHaAMUYECKUS CBOWCTBA
KOHKpeTHoro npenapata, MeTog W crnocod
BBEJESHWSl, BO3pacT nauWeHTa, Mpupcoda W
CTerneHb  BbLIPKEHHOCTM  CUMMNTOMOB, BMA
CONYTCTBYIOLLErO NeYeHns, YacTota NpoBeagHus
KYpcoB nedveHwud, Tpebyembld adpdpekt. [lpu
WUCNONB30BaHWK ANSA NeYeHWs BobllleyKalaHHbIX
3aboneBaHnin coeMHEHNs MOryT BBOAMTLCH
opaneHO G AHEBHOR A030KA akTUBHOMO Havyana oT
0,002 po 200 wr/fkr Beca. OOblMHO Ans
JOGTUKEHNSA HeobxoaMmoro
thapMaLeBTHUYECKOro peayneTata  WCNonbayoT
no3y BenuuuHor B 0,01-10 mr/kr, pasgeneHHyo
Ha 1-4 nprema B feHb, UMW NOAdePKUBaOLLNE
0o3bl.

[doanpoBaHHbie hopmMbl (koMno3nL M),
npurogHble AnA BReAeHWs, cogepiar oT 1 Mr o
npumepHo 100 Mr akTWUBHOIO WHrpeauveHTa Ha
eanHULLY. B Takux dapmMaleBTHUHecKAX
KOMMO3ULKMAX BKTUBHEIA WHrpegueHT oBbIYHO
npucyTcTRyeT B konundectee oT 0,5 oo 95% no
Becy OT CyMMapHOro Beca KOMMO3WLWA.

AKTUBHBIA WHIrpedWeHT MOXeT BBCAWTLCSH
opanbHO B BUAe TBepAblX A03MPOBAHHEIX hopM,
TaKWX Kak Kancynol, TabneTkn UN1 NopoLlkK KUK
B KWOKOW chopMe, HanpuMep B BUAS 3MUKCUPOB,
CUPONOB  W/WUNKW  cycneHand. CoefnHeHuA
HacTOAWEro MW3o0peTeHUs MOryT  TaKkKe
BBOAWTLCA MepopanbHO B BUAS CTEPUNEHBLIX
MUAKWX NpenapaTtoB.

[ns BBeASHWS aKTWUBHOMO WHrpedneHTa
MOrYT UCMONBL30BAaTLCA XKenaTUHOBLIE Kancy bl U
noaxoAslMe HOCUTEeNW, TakMe Kak Nakrosa,
Kpaxman, cTeapaT MarHus, CTepUdeckn
pa3BeTBMNEHHLIE KWCMOTHI, Npon3BoaHLIe
Luennonoasl U Ap. AHanorudHele pasbaBuTenu
MOrYT ObITb MCNOMNBL30BaHbl NS W3roTOBNEHWA
npeccoBaHHLIX TabneTtok. Kak Tabnetku, tak 1
Kancynel  MOryT  ©OblTe  W3rOTCBMEHBl  C
MPCNOHIMPOBaHHLIM AgicTBMEM. MNpeccoBaHHLIE
TabneTkn MoryT ObiTb MOKPbITHI CAaxapoM WY
NNeHKOW, 4TOoDbl 3aMacKUpoBaTb KaKOR-nubo
HEeNPUATHBIA NPUBKYC WNK 3alLWTUTE aKTUBHLIRA
WHrpeamMeHT oT aTMocdepHbIX BO3AEWCTBUA UK
OeCTPYKTUBHBLIX BO3AEWCTBUIA B
HEenyfJoYHO-KNLLEYHOM TpakTe.

JKuakve dpopmel Ana opansHOro BeeAeHWs

MOryT cofepxars KpacuTenu unu
apomarMaarcpbl ans npyvaaHus
NPUBMEKAaTENLEHOCTH.

B KadecTee HocKTene ans
napeHTepanbHOrc BBedeHWs MoryT 6biTb
CNONBb30BAHLI BOJA, dapmMaleBTUYECKM
npuvemnemMble mMacna, dmUsmMonornieckui

pacTBOP, BOAHLIM pacTBOp AeKGTPO3bI (IIHoKO3k)
M POLCTBEHHLIX CAXAPOB W IMUKONEH, TAKUX Kak
NPOMUIEHTNIMKOSb K STUNEHITIMKOMNG.
PacTBopbl ANA MapeHTepansHoro BBEAeHUS
MOrYyT COAepkaTb BOAOPACTBOPUMEBIE  COMK
AKTUBHOMO ~ WHIPeOMeHTa,  MoOXOonAlMe
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cTrabunuaatopsl n, ecrnn HeobXcaMMo,
OydepHble BellecTea. B KavecTee
cTabunuanpylolmx — areHtoB  MoryT  BbiTb

WMCMNOMNb30BaAHbl  A@HTUOKUCIMTENWA, Takne Kak
OUCYNbUT  HaTpuA, cynbdWUT  HaTpus,
ackopbWHOBAA KMCNOTA WK WX CMEecK. Takxe
MO}KHO MCMNONb30BaTh NAMOHHYK KWCNOTY WK ee
cony, 3OTA. B gononHeHue, napeHTepansHele
pacTBOpbl MOMYT COAepXaTb KOHCEPBAaHTbLI, Takne
KaK  GeH3ankoHWH  xnopud,  MeTun  WNK
nponunnapabeH, xnopobyTaHon.

Mooxopawme hapMmaleBTUYECKME HOCUTENM
onucaHel B "Remington's  Pharmaceutical
Sciences", A. Osol, M3BECTHOM pPYKOBOACTBE B
3TOK oBnacTK.

MopxooAwMMKM SO3NPYHOWKMMK chopMaMK Ans
BBEASHUS cOedMHeHUA MoryT OblTb cneayiolne:

Kancynel

Bbinu NPUroToBMNeHEI nekapcTBeHHble
npenapaTtbl B BWAEe MHOXECTBA KANcyn nyTem
HanomnHeHUa TBepAablX XenaTWHOBLIX Kancyrn,
COCTOAWMX W3  AByx dacted, 100 wr
NOPOLLUKOOOPA3HOIO  akTUBHOMO  WMHIpeauMeHTa,
150 Mr nakrosel, 50 Mr uennwonoasl U 6 Mr
CTeapaTta MarHu4.

Msrkne xxenaTMHOBbIE Kancyrbl

[OTOBAT CMecb, coAspXallylo aKTUBHLIA
WHrpedMeHT B NerkoycBanBacMomM Macre, Takom
KaK COeBoe Macno, XMOoMNKoBOe Macno Whin
ONWBKOBOE MAacno W BBOAAT B XenaThH Ans
NoMyYeHWa MHATKMX KeNaTMHOBLIX  Kancyn,
codepxawmx 100 Mr akTMBHOMO WHIPegMeHTa.
Kancynbl NpoMbIBaAKOT U BLICYLLWBAKOT.

TabneTtkn

Buin  npuroToBneH pag  Ttatnetok  no
OBLENPUHATEIM METOAMKAM TaKUM 06pa3cM, 4TO
edWHWYHas po3vpoBka Brmwodana 100 wmr
aKTUMBHOMC WHrpeaneHTta, 0,2 Mr KonnoWgHoro
Anokcuaa kpemHua, 5 Mr cteapara marHus, 275
Ml MUKpOKpUCTaNIUYecKor uennwonossl, 11 mr
Kpaxmana 1 98,8 Mr naxktosbl. Ona CHUXeHWUA
npunMnaemMocTin  MoxeT  BbiTb  HaHeceHo
nogxogsiiee noKpbITHe.

CoeaMHEHWA HacTCAWEero WacopeTeHus
MOTMYT ObITh TaKXe WCMOMNL30BAHLl KaK peareHThl
WK cTaHdapThl npw npoBeaeHUK
OMOXMMUYECKUX WMCCNEeaoBaHui
HeBponorMdeckx  OyHKUWA, OUCyHKUMA 1K
zaboneBaHuUA.

®opmyna nsobperteHusa:
1. 1-N-Ankmn-N-apunnmpuMmanHaMmHel
obuwer popmynel |
2

E

4
A
Rl& /R
I
L
K\h/L
B KoTopoW J npepgcraenser coboi CX 1,
rae X' . H, ranoreH, Cy-Cg-ankun, CHO, -OH

unn OC4-C4-ankun;

K 1 L asndAwTtcea N wnm CX 1, roe x1 - H
ranored Unu OC4-Cy-ankun;

M ssnsetcs CR % roe R® - Cy-Cgankn,
ranoreH, -0OC4-Cg-ankmn, HeobdAsaTenbHo

3amelleHHeld 1 - 3 ranoreHamum, CN;
C 4-Cy-ranorerankuin, Cs-Cg-unknoankun, -C(=

27153494 C2

RU



revesie NAH

[ARS)

O)YC1-Cy-ankun, -CO,C-Cy-ankummn,
S(0) n(Cq-Cg-ankmn),

CN, n =0 - 2, -Cy-Cgankurn-OR", roe R' -
H wim  Cq-Cy-ankmn, NR14R15, roe R™ u
R kawgbti - H wnn Cy-Cgankun, wnm
-CEOINR™RY, rpe R™ u R' kaxaoiti -
C 4-Cyymankun;

V- N;

Y - N, CH, CCN wvnu CR?° roe R2? pmecTe
¢ R* obpaayeT 5-uneHHoe KONbUO K ABMSeTCH
-C(R3%= unm -N=, roe R0 - H unu CN:

Z - N, CH nnu CCHs;

R* Bwmecte ¢ R%® obpaaylor  5-uneHHoe
koneuo W apngetca -CH= wunu -N= wnu
npegctaesnaet coboi rpynny, BblOpaHHylo K3
C 1-Cy-ankmuna, OC4-Cy-ankuna, nponapruna,
annuna, -CHyCa-Cg-umknoankuna,

-(CH ) N(R"), rae R'- C4-Cqankun, un = 1-3;

X - ranoreH, ranoreHmetun, -OCq-C4-ankmn,
CN nnn S(0),Cq-Ca-ankun, rae n =0, 1 vunn 2,

RY- Cq-Cg-anknn, C1-C4-ankoKcK, rancreH;

R3 - ranoreH, apun, Cq-Co-ranoankun, CHO,
Cq-Cg-ankun, Heobs3aTenbHO 3amMelleHHbId CN,
Cq-Cg-ankunom,  Cq-Cg-ankokcn, OH; wnu
C 3-Cg-umknoanknn: S(0),R8, rae RE sensertcs
Cq-Cg-ankmnom; Cq-Cy-ankokcu, HeobaaaTensHo
3aMelleHHbld  Cq-Cyg-ankokcy,  MOpdONMHWN;

TUEHWM, MUPPONUHUI; MMKCIAM, MMUWO33CNIUHWI,
theHun, sameleHHbldn  Cq-Cg-ankunoMm  unu

C 1-Cgankokcu; ORS; NROPR” -C(= O)R?:
-C(O)R%:  C(OH)RPBRZa:  _C(=O)NRER”:
(CH,)OR®%  (CHR'™)R?®;  (CHR'NRPR’,
-CH{CO,R"®),, roe R - C4-C4 anwvn, uru
-C(CN) (R?®) (R'®), rre R'® - H: RB u R” kaabiii
He3aBWCUMO NpeAcTaBMseT BCAOpOL, NpW STOM
no KpanHel mepe O4WH K3 R® u R otnuuaetcs
oT H, koraa R? u R* BmecTe oaHadawor -CH=
wnn  -N= | CyCg-unknoankun; -(CHs) R
-(CHR 16 OR® e R® - H, Cyg-anknn wmm
(CH ,kR%, roe R?® - ceHun, umnpasonn,
chypun, UM R n R’ BMecTe osHavaloT
-(CH ) A(CH2)-; RE - Cy-Cg-ankun:
MUPUMWOMHWN,  MWpUaMn;  coypun,  ceHun,
HeobdasaTenbHO 3amelleHHbld 1 - 3 CHg 1K
OCH3; (CHp)-apwun unun (CHy)-retepoapun ¢
apunoM Wnu reTepoapurioM, HeoGs3aTensHo
3amMellleHHbIM CHai; (CHg)tRz2 nnu (CHz)kR25;
R® . C4-Cs ankokcw; R™ - CN,
C g-Cqumkroankun unn OR'™, rgpe R

C 4-Cg-ankan; R'® - H unu Cy-Cg-anknn; R? -
C(O)R%, SR 5(0),R¥ NRZR?* ynn OR?%,
roe kaxaeid us R23 u R2* - H wnn Cy-Cy-ankun;

R . Cq-Cy-ankumn, R MOPOTMHAT;
TeTparugpodypun; TeTparngpoxXHOMUHKIT,
cheHun, HeobBg3aTensHo 3aMeLleHHbIRA

C ¢-Cgankunom  WNK  anKkokcW,  WHACNWI,
MMpWaAn;  nupasonun,  dypun,  NUpUMUOAN;
MUPA3UHW;  MUNepUArHWN;  MUPPONUANHWN,
HeobsA3aTeNbHO 3amMelleHHbld C 4-Cy-ankunom,
WNKU NUNepasuHWn, HeobszaTenbHO 3aMeLLEeHHbIR
Cq-Ca-ankunoMm; R%2 - H urw R A
npegctaenaet coboi O; NC(= O)R 17 ¢ R17,
aenaowmuMes H v C 4-Cy-ankunom; S(O)n;
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C(H) (OR?®) ¢ R, senswowmmes H; CH 5 wau
NR25 k=9_-4t=1-3 kakae p ¥ n =
0-2; kaxabdqur=1unn 2,

Wnu  WMx dapmaleBTUYECKU NpUEMneMsle
conu.

2. N-Ankun-N-apunnupummnanHammHel obLiei
chopmynsl |

3
E

A

Y
K\JL

roe Y - CH, CCN unm N;

R, R:, RY, X, Z, V, J, K, L, M umetor
3HAYeHUs, ykasaHHble B N. 1 opMynbl,

nnu  WMx  hapmaleBTUHecKM NpuemMnemMsie
conu.

3. CoegMHeHWe No N. 2, OTJIMYaIOWLEECH TEM,
yto R3 - Cq-Cy-ankun, eHnn, ranoreH,
C ,-Cyranoankun, NR®R’, OR3, C(= O)R®
C(OINRPR?, (CH.)OR8, NR'CH(R"CO,R?
-(CHR"%),0R, -C(OH) (R®)RZ9),
-C{CN)(R 25)(R16) Npyv  YCrNoBUK, HTO  ECrn
R %5 pe oBosHadaeT NH-copepxallee Konbuo,
-C(=O)R %, -CH{CO,R"5),,

NR 10(=0)CH(R "R 1R 12, ¢4-Cy-aniwmn,
3amMelleHHbIR Cq-Ca-ankokeu,

R

C 3-Cg-LMKnoankun, heHun, 3aMelleHHbIA
C 1-Cy4-ankokem, cheHun, 3aMeLlleHHbIA
C 4-C4-ankmunom,  UMWUOA3CTUHWI,  2-TUEeHWn,

3-TveHun, MopdonUHWN, NupponnHAn, J, K, L
He3aBUCUMO BHIGMPAIOT B KaKOOM cryyae K3
CX1 M - cR® R'" R?Z u R® neaasvcumo
BoibMpaloT B KaxaoM cryYae W3  paja,

BKIIOMAIOLLEre BOAOPOA WM uuaHo wrm R1 -
C1-C4-an|<vm; X - rancreH, apun, S{O) -
C 1-C4-ankun, ranoreHmetun, OC4-Cy-ankun,
C 1-C4-ankun, R* umeer yKkasaHHbe B n.2
3HaveHusa, X 4 - BOAopod,  ranored,
-OC 4-Cy4-ankun, OH, C4-Cy-ankun, RS - rano,
-C(:NOR16)-C1-C4-an|<V|n, Cq-Cg-ankmn,

C -Cy-ranoankun, Cq-Cq-ankakcy,
HeobsA3aTeNbHO 3aMeLleHHbld 1 - 3 rancreHamm,
S(0)Cq-Cg-ankmn, n =0 - 2, C3-Cg-LMKNoankur,
umaHo, Ci-Cg-ankmn-OR', roe R' - H wunw
C 1—C4—an|<v|n, C(O)C1-Cyq-ankun, RS "
R 7 He3aBMCUMO BLIBUPAIOT B KAXKOOM Clydae 13
rpynnel, BKMKYAOLWEHA BOAOPOA,
C 3-Ce-umknoankun, (CHR'®),0R® umm R®,
R7 BwmecTe obBpasyor rpynmy -(CH2)4A(CH2);
R 8 He3aBMCMMO BLIBUPAIOT B KaXIOM Clyvae 13
psgda, Bknovalwero Bogcpod, C ¢-Cg-ankum,
MAPUMUOMHWN,  NUPMOAN,  ypun, (CHQ)tRZZ,
heHun, HeobA3aTensHO 3aMelleHHbld 1 - 3
CHs wm  OCHz  -NR'8(CH),NRER7,
-(CH ,)R%, (CHo)4-reTepoapun Unw
(CH ,)4-apun, rae reTepoapun UK apun KaxKaeld
MoxKeT BbITh 3amelleH CHag; R'3 HeoBasaTensHo
BoiGMpaloT B KaxdoMm cfyvyae W3 paja,
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Briovatoero  OR'™  u Ca-Ce-Lyknoankun;
R u R'® HeaapucMMO BLIGMPaIOT B KaKOoOM
cryyae U3 psfa, BKIKYAOLWEro BoAcpod,
C 1-Cg-ankun, R' HeaaBucuMo BuiGWpanT B
KaKOOM Chyyae W3 psga, BKIOYAKLWETO
Bogopon, Ci-Cgankan: R Heaasucnmo
BLIBMpaT B KaXOOM Chydae M3 paga,
Brknovatowero  Cq-Cg-ankun, R?? HesaBMGUMO
BLIGMPAIOT B KaXOOM chyvae M3 paga,
BkMiovatowero  OR24, SR NR23R24
-8(0) \R31 1 C(=0)R%; R, koToptii BbIGUpaioT
B K&XOOM Clyyae M3 psga, BKIICYAlOWEro

cheHun, HeobBg3aTensHo 3aMeLleHHbIRA
C 1-Cg-ankunom  WNK - ankokeW,  nupazcnun,
chypun; MMPA3NHKIT, MopdonnHKn,

MMNepa3anHUn, HeobAsaTenbHO 3amelleHHbIR
C 4-C4-ankunem, nUuNepUanHUn, nMpuann,
MMPUMUAWA, NUPPONMAMHWAN, HeobazaTensHo
3aMeLeHHbIN  Cq-Ca-ankunom, RZ%2  koTopbli
He3aBWCMMO BLIGMPAKT B KaXKOOM clyyae M3
psAda, BKMoYawwero deHun, HeobAsaTenbHo
3amMelleHHbld  Cq-Cyz-ankunomM,  nupasonun,
cypun, nUpasuHKUn, nunNepasanHnn,
HeobsA3aTeNbHO 3amMelleHHbld C 4-C4-ankunom,
NMNEPUOUHUN, NTEPUANHWN, NYPWUHWUA, NUPaHKN,
NMPa3oNMANHARN, NAPUAA3MHKIT, nMpuann,
MMPUMUAWHWN, NUPPONUAUHUN, HeobsaaaTensHo
3aMelleHHblW  C4-Cy-ankunomM; t HeaaBWUCKMMO

BbIOMpalOT B KaXKAOM criyyae ua 1 - 3.
4 CoefumHeHWe No n. 2, oTNUYaloULeecH Tem,

“TO R1 He3aBUCKUMO BbI6VIpaIOT B KaXJOM cnyvae
w3 paga, Bknovaowero  C  1-Co-ankun,
C 1-Cg-ankokcu; R3? Heaaeucumo BeiGupaioT B
KaXgom cnyvae w3 [pynnsl, BKNKYarowei
C 1-Cg-ankun, C4-Cp-ranoankun, NRER? ORS
C(=O)R®, C(=ONRPR’, (CH.CR® -C(CN)
(R 2%) (R"9), npu ycnoeuwm,

yTo ecnin R2® He osHavaeT NH-cogepxallee
konblo, C(CHY (R%®) (R%®, -C(= O)RZ,
CH(CO 2R16)2, 2-TUeHnn, 3-TneHnn,
UMHIA30NAN, MOPGONKHAN, nupporkun, R12 R

2 4 R% HesaBMCHMO BEIOWpalOT B Kaxgom
cryyae U3 paga, BKMNIOYaLWero BoAopoa, MeTu;

X - Cl, Br, I, OCq-Cg-ankun; x1 - Bogopea, Cl,
Br, |, OC4-Cg-ankun, R% - rano, C1-Cg-ankun,
C -Cz-ranoankun,  C4-Cg-ankokcy, RE
R 7 HE3aBMCMMO BLIBMPAIOT B KAXIOM Cry4ae 13
paga, BKIKOUAOLLErO C 1-Cg-ankun,
(CHR 18),0R® C4-Cg-ankokeu, -(CHa)R '™ nnu R
6 u R7, Baatble BMecTe, ofpasyloT Ipynny
-(CH ) ACH: A - O, S(O) N(C(=OR™Y),
C(H) (ORZ%), NR?5; RE HesaBWcyMa BEIGMPAIOT B
KaKOOM  chnydae W3 paja, BKIYawLwero

-C 1-Cg-ankun, (CHo) R%? w (-CHkR?%; RY -
C 1—C4—an|<vu'|; R14, R15 hesasucumo BblGMpatoT B
KaxOoM  chnyyYae W3 paja,  BKIKYaKLWero

Bopoporn, Cq-Cs-ankun; R'® - sopopon; R -
C -Czankun;, R HesaBucuMO BoiGUpaloT B

KaKAOM Crydae Ws psga, Bkovawwero OR 24
-C(= O)R??, R% 1 R?* HesaBMCUMO BEIBAPAIOT B
KaKAOM cnyyae W3 paga,  BKIOMaloWero
Bogopon u  Cq-Co-ankun, R%%  neaasvcumo
BbIBMpalOT B KaxAOM cnydas M3 paja,
BKMovawowero  ceHnn,  HeobazaTensHo

3aMelleHHbld  Cq-Cg-ankuneMm WK anKkoKcH,

nupa3onun, ypun, 4-NMpasavHUn, WHAONWN,
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MopcbonMHWN, MNUnepasuHun, HeobazatensHo
3aMelleHHbld  Cq-Cy-ankunomM, nunepuanHan,
NMpUANM, NUPPONUAUHWN, TeTparnapodypaHiAn,
1-TeTparnapoXMHONUHWI, R%2  jeaaBucUMO
BblOUpalT B KaXAOM cfyyae W3 pAga,
BKIMOYAKOILErD BOAOPOA, eHWn, BO3MOXHO
3aMelleHHbld  Cq-Cy-ankunom WM - ankokcH,
NWpa3onun, dypaHun, 4-NUpasruHAn, WHAoMKN,

MOPCOMNMHWI, nunepas3nHnn, BO3MOXKHO
3aMelleHHbIA Cq-Cg-ankmnom, NMARUOUHAT,
NMPUMUANMHUI, NMPPONUANHKUI, BO3MOXHO

3amMeLleHHbIR Cq-Ca-ankunom,
TeTparngpogypanun, 1-TeTparngpoXMHONMMHWT,

k=1-3,p=0-2,9=1,2,r=1-2.
5. N-Ankun-N-apunnupummnanHammHel obLei
chopmynel "
3
R
4
IKA/R

R

|
K\h/L

roe Y - CRZQ, roe R29 gmecte ¢ R* obpasyroT
5-uneHHoe konbuo W gaengetca -C(R 30): nunu
_N:;

R3 - Bogopos unu CN:

R' R3 Z Vv, K L, M, X UMeOT aHaueHus,
yKazaHHble B N.1T dopmMynbl,

MM WX chapmaleBTHUYeckM npuemMnemele
conu.

8. CoegmHeHwe No N.5, oTnMyalLWescH Tem,
yto Z - CH; RT - Cq-Co-anknn; R3
C ,-Cg-ankun, cpenun, ranore, NR®R’, ORS,
C(=O)R?, C(=ONRPR? (CH,)ORE -C(OH)
(R%) (R®), -C(= OR® -CH(COR"p,
3amMelleHHbld Cq-Cy-ankun, Cia-Ce-LuKknoankun,
deHnn-(zameLterHHeln Cq-Cy4)-ankmrn,
deHun-(3amelleHHblil Cq-Cy4)-anKoKCH,
3amMelleHHbld  Caz-Cg-umknoankun;, J, K, L
He3aBUCUMO BLHIGMPAIOT B KAKAOM cryyae U3
CX 1; M o3HauqaeT CR5; R4 obpasyeT BMecTe ¢ R
29 NATUYNEHHBIR LUWKn W npegcrasngeT cobol
-CH=; X - Br [ S(O)Cq1-Cy-ankmn,
OC 4-Cy4-ankun, x' - Bogopod, Br, |, OH,
R ® He3aBMGUMO BLIBUPAIOT B KAXKOOM Clydae 1a
paga, Bknwovalwowero ranereHd, C ¢-Cg-ankum,
C 1-Cg-ankokeu, NRM™R'® C4Cg-umknoankun,
C(=0)C4-Cqamkmn,  C(=ONRZR'; R® u
R 7 He3aBMCUMO BLIBHPAIOT B KaKAOM cryyae ua
psga, Bkmovwalowero Bogcpon, C q-Cg-ankun,
C 3-Cg-LMKknoankun, -(GHa)R 13,

-(C -C -ankum)chbeHnn,

J.f'l

-(C 1-Cg-ankunm-mmugazonan 1N oypun UM
R® u R’ Bmecte oBpasylT  rpynny
-(CH ) ACHyY A - O, NRZ® unn S(O)
R 8 He3aBMCUMO BLIGMPAIOT B KAXKIOM Cryuae W3
pafa, BKIYalLWero C 1-Cg-ankvn, (CHa}RZ2
heHun, HeobAsaTencHO 3aMeleHHbld 1 - 3
CH 3, OCHs -(CHo%RZ® W (CHo)-reTepoapun
unu (CHao)-cheHun, kaXabll U3 KOTOPbLIX MOXEeT
ObITE  BO3MOXKHO  3amewleH  CHs-rpynnoi,
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R 14y RS peaasucumo BbIBMpakoT B KaKOOM
chydyae W3 psida, BKMOYaloWero BoAopom,

C 1-Co-ankun; R'® HesaBucumo BuibUpalT B
KaKAOM Ccrnyuyae W3  paga, BKIOuWaloWero

Bogopor, M Cq-Cpanknn: R' HeaaBucumo
BuiGMpaloT B KaXOOM cnydyas W3 paja,

BKNKOYAOLLErO BOOOPOL, Cq-Co-ankun,
R 22 peaaeucumo BLIBMpalT B KaxdoM crnydae
n3a paga, Brknwdawwero  OR 24, SR24,
NR 28R24 —C(=O)R25; R% u R? HeaaBucvMo
BuiBMpaloT B KaXOOM cnydas U3 paja,

BKIOYAOLLErO BOOOPOL, C1-Co-ankun,
R %5 peaaeucumo BbIOMpaT B KaOoM crydae
M3 paga, BKNoYawero deHun, HeobasaTensHo
3aMelleHHbld  Cq-Cg-ankuneMm WK anKkoKCH,

nWpa3onun, 4-NMpaavHMn, MOPAONUHAR,
NUNepasnMHin, HeoBA3aTensHO  3amelleHHbIRA
C 1-Cq-ankunom, nUNepuavHKn, NTepUanHnn,

MypPUHMI, nupaHun, NUPasonUanNHKI,
NUPUAA3MHAT, nMpuaunn, NMAPUMUANHUI,
NUPPONUANHMN, Heobs3aTenbHO
3aMelleHHLbIR Cq-Cyg-ankiunom,
TeTparngpodypanHun,

TEeTParnapPCXMHONMHKI; R2%2 | eagmemcumo

BuibMpaloT B KaXAOM crydae W3  [pynnsl,
Brnovaowed H n Cq-Cg-ankmn; R2 Bmecre ¢
R4 06paayloT S-4NeHHLIA LUWKN W 03HadvaroT
C(R 3%=: R _ popopoa, umaHo; k =1 - 3; p
=0-2;gur=2;t=1-2.

7. CoefinHeHwWe no n.5, oTNUYakoLWLEECH TeM,
yto R! - MeTWI; R3 - C4-Co-ankun, NRGRT,
OR 8, Cq-Co-ankun unu ceHun, 3amelleHH:IR
C 1-C4-an|<vm0|v|,

ranoreH wWnWn wWMugasonuHun, X - Br, |,
S(0) hCi-Ca-ankun, NRMR',  0OCy-Cyanmmn;
X' - Bomopoa, Br, |, OH; R® - ranoren,
C ,-Co-ankun, Cq-Cpankoken wnu -NRMR'S,

R% n R? nesaBuncumo BbIOMpalOT B KaXKOOM
chydae Wa rpynnel, BKMoYaoWwed Bogopos,
C 1-Co-ankun; R® HeaaBWcUMO BbiOMpaloT B
KaKAOM cnyyae W3 paga, BKAOMaoWero
C 4-Co-anknn wunn cheHun, BO3MOKHO
3aMelleHHbld 1 - 2 rpynnamu, BoiBpaHHBEIMK K13
paga, Bkmwovawuwero CH 3 OCHg; R n

R 1® HesaBMcWMMO BRIBMPAIOT B KAXKAOM Criyuae
M3  pfda, BKIOYAOWEro  BOAOPOA WU
C 1-Co-ankun; R - sogopoa unn umaHo.

8. CoevHeHWe No n.1, OTNMYaKLWEECA TEM,
4To npegctaBnaeT  cobod  coeauHeHWe,
BbIGpaHHOe W3 rpynnbl

N-(2,4-gumeTtokcudeHun)-N-metun-4,6-oume
TUM-2-NUPUMUOMHAMMH;

N-(2-6pomoderHun)-N-annun-4,6-gumeTun-2-
MMPUMUAVHAMAH;

N-(2-6pomo-4-(1-meTunatunpeHnn)-N-meti
n-4,6-AMMeTUN-2-NUPUMUONHAMWH,

N-(2-6pomodbeHnn)-N-atun-4 6-gumeTun-2-n
UPUMUOUHAMUWH;

N-(2-6pomo-4-meTundeHnn)-N-metun-4-mop
P OonMHO-6-MEeTWN-2-NMPUMKUAMHAMIH;

N-(2,4-aumeTokcucpeHun)-N-sTun-4,6-gumeT
WN-2-MMPUMUANHAMAH;

N-(2,4-gubpomodoeHnn)-N-metun-4,6-gumetin
N-2-NMpUMUEUHAMAH,

N-(2-6pomo-4-stunceHun)-N-meTtun-4,6-am1m
eTUN-2-NMUPUMULNHAMUH;

N-(2-6pomo-4-TpeT-OyTunderun)-N-stun-4,6
-AUMETHUR-2-MUPUMUOUHAMUH;

N-(2-6pomo-4-TpeT-OyTundeHun)-N-meTun-4,
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B-AMMETUN-2-NMUPUMUIONHAMWH,
N-(2-6pomMo-4-TpudpTopMeTindeHun)-N-metu
n-4,6-AMMeTUN-2-NUPUMUONHAMUH;,
N-(2-6pomo-4-TpudpTopmMeTndeHnn)-N-stun
-4, 6-gMMeTUN-2-NMMPUMUGNHAMMWH
N-(2,4,6-TpumeTokcudeHun)-N-meTtun-4,6-au
METUN-2-NNPUMUONHAMWNH;
N-(2,4,6-TpumeToKkcudbeHnn)-N-3Tun-4,6-01m
eTUN-2-NUPUMULNHEMUH;
N-(2-6pomMo-4-(1-meTnnatumdeHn-N-sTun-
4-MOpDONUHO-6-MeTUN-2-NUPUMULUHAMWH;
N-(2-6pomo-4-(1-meTtnnatnnideHnn-N-annun
-4-MopPdONNHO-6-MeTUN-2-NUPUMWINHAMUH;
N-(2-Bpomo-4-H-OyTundpeHnn)-N-annun-4,6-4
UMETUN-2-NMMPUMUNANHAMMH;
N-(2-6pomMo-4-H-ByTundbeHnn)-N-stun-4 ,6-am
METUN-2-NUPUMUANHAMUH;
N-(2-6pomMo-4-H-ByTundeHnn)-N-npotun-4,6-
AUMETUN-2-MUPUMUONHAMUH;,
N-(2-6pomo-4-(1-MeTunatun)dpeHnn)-N-atun-
4,6-gnMeTUN-2-NMpUMNanHaMnH;
N-(2-Bpomo-4-uunknorekcundgeHun)-N-atun-4,
B-AMMETNN-2-NNPUMUONHAMMKH;
N-(2-6pomMo-4-(1-MeTUNaTUN)peHnn)-N-3Tun-
4 6-AW3TUN-2-NUPUMUNHAMUH;
N-(2-6pomMo-4-H-ByTundeHnn)-N-stun-4 6-am
ATUM-2-MTUPUMUONHAMUNH,
N-(2-6pomo-4-(1-MeTunaTun)dpeHnn)-N-atun-
4-{4-hopMmUnnNepas’nHo)-6-meTnn-2-nprumMmmnam
HaMuH;
N-(2-6pomo-4-(1-metnnatun)deHun)-N-annum
n-4,6-AMMeTUN-2-NMPUMUANHAMKH,
N-(2-hopo-4-(1-meTtunatun)dpeHun)-N-atun-4,
B-AMMETN-2-NMUPUMUANHAMWH;,
N-(2-6pomMo-4-(1-MeTUNaTUN)PeHnn)-N-aTun-
4-meTun-6-TpUdTOPMETUN-2-NUPUMUIUHAMUH,
N-(2-6pomo-4-meTokensTun)-N-sTun-4,6-gum
eTUN-2-NNPUMUANHAMUH;
N-(2-hogo-4-(1-metunatmn)dpeHnn)-N-aTun-m
OPdONUHO-6-MeTUN-2-NUPUMUGNHAMKH;
N-(2-6pomMo-4-(1-MeTUNaTUN)peHnn)-N-3Tun-
4-meTun-6-(2-TuodeHo)-2-NMpUMUIUHAMUIH;,
N-(2-6pomMo-4-(1-meTnnatunideHnn)-N-um1aH
oMeTun-4,6-AUMeTUN-2-NMUPUMUOUHAMUAH,
N-(2-6pomMo-4-(1-MeTunatumdeHnn)-N-LMKn
onponvnmMeTnn-4,6-anMeTnn-2-NMprMngMHammH,
N-(2-6pomo-4-(1-meTnnatnn)deHun)-N-npon
aprnn-4,6-anMeTun-2-nMpuMngMHamuH,
N-(2-AFofge-4-(1-meTtunatun)deHun)-N-aTun-T
NOMOPPONMHO-6-MEeTUM-2-NUPUMUNHAMUAH,
N-(2-Fofge-4-meTokcnsTundeHnn)-N-atun-4,6
-AUMETHUN-2-NUPUMUANHEMWH;
N-(2-lhogo-4-meTokenstundeHnn)-N-atun-4,6
-AUMETUN-2-NUPUMUANHEMUH;
N-(2-Hofo-4-meTokcnaTundeHnN)-N-aTun-4-
MOPONMUHO-6-METUN-2-NUPUMUANHAMUH;,
N-(2-Aofo-4-MeToKCUaTUReHU)-N-aTrn-4-
MOpOnMHO-6-MeTUMN-2-NUPpUMUINHaMAH;
N-(2-meTunTno-4-metokcumeTundeHnn)-N-at
Wn-4,6-auMeTun-2-NUpUMUnanHamMnH;
N-(2-OMMeTUNnaMnHO-4-MeTOKCUMET UNEHT
)-N-9T1n-4,6-AUMETUN-2-MTUPUMUANHAMKUH;
N-(2-MeTunTHno-4-meTokcumeTundeHnn)-N-at
nn-4,6-0MMeTUN-2-NMpUMUIMHaMIH;
N-(2-MeTunTrno-4-(1-MeTnaTun)peHun)-N-at
un-4,6-auMeTun-2-NUpUMUanHamMuH;
N-(2-gnMeTunaMnHo-4-(1-MeTnsTin)deHun)
-N-3T1n-4,6-gMMeTN-2-NMUPUMAOMHAMAH;
N-(2,4-aumeTtunTrnodeHun)-N-atun-4,6-aume
TAM-2-NUPUMUAMHAMUH;
N-(2-MeTUnTNo-4-MeTunTomMeTUneHnn)-N-
3TUN-4,6-4UMETNN-2-NMUPUMHUAMHAMIH;
N-(2,6-anbpomo-4-(1-metunatun)deHnn)-N-a
TWUN-4,6-4MMeTUN-2-NUPUMUINHAaMUH
N-(2,6-anbpomo-4-(1-metTunatun)deHnn)-N-3
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TWUM-4-MeTUN-6-TUOMOPGONUHO-2-NUPUMUAUHAM
WH;

N-(2,4-gukiogodeHnn)-N-atun-4,6-gumeTtinn-
2-NUpUMnanHamMaH;

N-(2,4-guAcgodeHnn)-N-aTun-4-mopdonHo
-B-MeTUN-2-NUPUMUONHAMKH,

N-(2-6pomo-4-{1-meTunstun)deHnn)-N-stun-
4-MeTUN-2-NUPUMUGNHAMWH,

N-(2-6pomo-4-{1-meTunstun)deHnn)-N-stun-
4-MeTUN-6-(N-MEeTUN-2-rnOpOoKCUSTUNAMUHO)-2-1
NPUMUANHAMUH;

N-(2,6-gumeToKkcK-4-meTundeHnn)-N-atun-4,
8-AUMETN-2-MUPUMUANHAMKUH;

4 6-gumeTun-2-(N-(2-opomo-4-(1-MeTunatun)
heHUN)-N-3TnamMmHO ) NMPUMUENH;

N-(2-6pomo-4-(1-meTunsTun)heHnn)-N-sTun-
2,4-0NMETOKCU-G-NUPUMUONHEMKH;,

2,6-gumetun-4-(N-(2-6pomo-4-(1-meTunatin)
HeHUN)aMUHO)NMNPUOWH;

N-(2-6pomo-4-(1-meTunatun)ceHnn)-N-atun-
B-MeTUN-4-(4-MopPONUHUNKAPOOHWN)-2-MTMPUMIKA
ONHAMWH;

N-(2-6pomo-4-(1-meTmnnatun)eHnn)-N-atun-
8-MeTuUn-4-(MopdhonMHUNMEeTUN)-2-NHPUMUONHA
MUH;,

N-(2-6pomo-4-(1-meTnnatun)eHnn)-N-atun-
S-MeTUN-4-(1-nunepuonHUNKapooHUT)-2-NMprUmK
OAHAMWH;

MeTuUn-2-({2-6pomMo-4-(1-mMeTnnatnn)deHnn)s
TUNaMUHO)-6-MeTUN-4-NMpUMUAMHKapOOKCKMNaT,

2-((2-6pomo-4-(1-MeTunaTnn)heHUn)sTrnam
WMHO)-N-LMKNorekeun-6-metTun-4-nMpuMmMamnHKap6
oKcruamung,

N-(2-6pomo-4-{1-meTunatun)deHnn)-N-stun-
B-meTnn-4-(4-meTn-1-nunepasnHunkapboHnn)-2
-MAPUMULNHAMUH,

N-[2-6pomo-4-(1-meTunstun)peHnn)
-N-aTun-4,6-gumeTtvrn-1,3,5-TpnasnH-2-aMmuH;

N-[2-6pomo-4-(1-meTunatun)deHnn)
-N-aTun-4-meTtun-6-(4-mopdonuHun)-1,3,5-Tpras
WH-2-aMWH;

N-sTUN-N-[2-Aoao-4-(1-metunatun)deHnn)
-4-meTnn-6-(4-TnomopctonuHnm)-1,3,5-Tpnasnn-2
-aMWH;

N-3TUN-N-[2-Hoao-4-(1-MeTunaTun)heHnn)
-4-meTnn-6-(4-mophonunun)-1,3,5-TpnasnH-2-am
WH;

N-sTUN-N-[2-Foao-4-(1-MeTunaTun)heHrn)
-4-mMeTUn-6-(1-nunepnannun)-1,3,5-TprasnH-2-a
MWH;,

1-(2-6pomo-4-nacnponundeHun)-4,6-AMmeTi
n-7-a’3anHoon,

1-(2-6pomMo-4-nzonponundeHnn)-3-LuuaHo-4,
B-AMMeTN-7-a3anHaonN:;

1-(2-6pomo-4-nzonponundeHnn)-3-uuaHo-4-
eHnN-6-MeTrn-7-asanHaorn,

1-(2-6pomo-4-nacnponundeHun)-4-cheHun-6-
MeTUn-7-azamHaon,

1-(2-6pomo-4,6-grmeTokcudeHun)-3-unaHo-4
,6-0MMeTUN-7-a3anHaon;

1-(2-6pomo-4,6-aumeTokcndeHnn)-4,6-gumet
nn-7-asanHgon:;

N-[2-6pomo-4-(1-meTunatun)ceHnn]
-N-atun-4-N,
N-guatnnamnHo-6-meTtun-1,3,5-TprasnH-2-amuH;

N-[2-6pomo-4-(1-meTunatun)deHnn]
-N-31un-4,6-guxnopo-1,3,5-TpruasunH-2-aMuH;

N-[2-Cpomo-4-(1-MeTUnsTUN)peHnn)
-N-atun-4,6-gumeTokcu-1,3 5-TpuasvH-2-aMmuH;

N-[2-Cpomo-4-(1-MeTUnsTUN)peHnn)
-N-5TWN-4-MMUOAa30MNNMHO-6-MeTuN-1,3,5-TpuasuH-
2-aMWH;

N-[2-Cpomo-4,6-gUuMeToKCUdPeHUN)-N-3TIUN-4-
MopdonnHo-6-meTun-1,3, 5-TpUasuH-2-amuH;

N-(2-6pomo-4,6-AMMeTOKCUDEHUN)-N-3TUN-4-
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N,
N-aumeTunamMmuHo-6-metun-1,3,5-TpnasunH-2-amu
H,
N-(2,4 B-TpumeTokcudeHnn)-N-sTun-4-mopd
OMNnHO-6-meTun-1,3,5-TpuasnH-2-aMuH;

N-[2-6pomo-4-(1-MeTunsTUn)cheHun)
-N-atun-4-N,
N-gumeTunamnHo-6-meTun-1,3,5-TpnasnH-2-amu
H;

N-[2-6pomMo-4-(1-MEeTUNSTHUN)DeHUN]
-N-5TWUN-4-TWasonnguHo-6-meTun-1,3,5-TprasnH-
2-aMWH;

N-[2-6pomo-4-(1-MEeTUNSTHUN)DeHUN]
-N-5TWUN-4-DeH3UNoOKCU-6-MeTHN-1,3,5-TprasnH-2-
aMUH;

N-[2-BpomMo-4-(1-MEeTUNSTUN)DeHUN]
-N-2TUN-4-heHWNoKCH-6-meTun-1,3,5-TprasnH-2-
aMUH;

N-(2-6pomMo-4,6-gumeToKkCcUReHUN)-N-aTUN-4 -
[4-(aTUNnunepuanHoaT)]
-B-meTtvn-1,3,5-TprasuH-2-aMmuH;

N-(2-Bpomo-4,6-gumeTokcucbeHnn)-N-aTun-4-
[4-(nnneprnanHoBagn
kncnoTa)]-6-metun-1,3,5-TprasnH-2-aMuH;

N-[2-6pomo-4-(1-meTunatun)ceHun]-N-stun-
4-[3-(ManoH-2-nn-4uaTUrnoBsLIA
ahup)]-6-meTun-1,3,5-TpHasnH-2-aMuH;

N-(2-6pomo-4,6-gumeTokcuceHUN)-N-aTun-4-
(1-ynaHo-1-deHunmeTnn)-6-metTun-1,3,5-Tpuasm
H-2-aMWH;

N-(2-6pomo-4 ,8-gumeTokcudeHUN)-N-1-metin
natun-4-mopdponuHo-6-metun-1,3,5-TpuasnH-2-a
MUH;,

N-(2-Aofo-4-aMMeTUNTMAPOKCUMETUICDEHII)
-N-aTun-4,6-guxnopo-1,3,5-TprasunH-2-aMmuH;

N-[2-6pomo-4-(1-MeTunsTUn)cheHun)
-N-3TUn-4-MeTun-6-(TUoMeTUM)-2-NMPUMHUONHAM
WH;

N-[2-6pomo-4-(1-MeTunsTun)heHun)
-N-3TUM-4-MeTUN-6-(MeTUNCYNBOUHUN)-2-MTUPUM
WAMHaMUH;

N-[2-6pomo-4-(1-MeTUNsTUN)heHuN]
-N-3TUN-4-MeTUN-6-(MeTUNCYNBOHUN)-2-MTUPUM
WAUHaMUWH;

N-[2-6poMo-4-(1-METUNSTUN)DEHUN]
-N-8TunN-4-meTun-6-6eHsmnokcn-1,3,5-TprnasmH-2-
amMuH;

N-(2-Fodo-4-aMMeTUNrMapoKCUMeTn)-N-aTi
n-4,6-guxnopo-1,3,5-TprasnH-2-aMuH;

N-[2-Aopo-4-(1-meTunatun)cdeHnn]
-N-annun-4-mopdonuHo-6-meTrn-2-nMprUMruaguHa
MUH;

N-[2-Aono-4-(1-MmeTunatun)ceHun]-N-sTun-4-
XNOPO-6-MeTUM-2-NUPUMUANHAMUH;

N-[2-MeTunTuo-4-(1-metnnatnn)peHun]
-N-3TUn-4-(S)-(N-meTnun-2'-nnpponianHOMETOKCK
)-6-MeTUn-2-NUpUMUgUHaAMKH;

N-[2,6-0ubpomo-4-(1-MeTunsTun)heHun]
-4-TnomMopdONMMHO-6-MEeTUN-2-NMPUMUNHAMUH;

N-[2-MeTunTno-4-(1-meTunatrn)cpeHun]-N-a1
un-4,6-auMeTUn-2-NUpUMUanHamMuH;

N-[2-MeTunTho-4-(1-meTunatrn)dpeHun]-N-s1
un-4,6-4uMeTUnN-2-NUpUMUanHamMuH;

N-[2-MeTuncynb@UHUN-4-(1-metunatunideH
nn] -N-atun-4,6-gumeTnn-2-NMpUMMGUHAMWH;

N-[2-Aono-4-(1-MmeTunatun)heHnn|
-N-3Tun-4-TMasonnauHo-6-MeTUN-2-NMpUMUanHa
MUH;

N-(2-hofo-4-meTokcMeTundeHun)-N-atin-4
,6-0MMeTUN-2-NNPUMUONHAMWUH;

N-(4,6-guMeTnN-2-NUPUMUINHAMUHO)-2,3,4,5
-TeTparvapo-4-(1-metnnaTtun)-1,5-6eH3oTMasenn
H;

N-[2-MeTuncynboHUN-4-(1-MeTUnaTun)heH
mn] -N-stun-4,6-gumMeTun-2-NupruMngUHaMnH;
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N-[2-sTUnTNo-4-(1-meTnstin)deHmn]-N-atun
n-4,6-AMMeTUN-2-NMPUMUANHAMKH,

N-(2-3TUNTUO-4-METOKCUUMMUHOSTUNDEHNT)-
N-3TUN-4,6-4MMETUN-2-NMPUMAOMHAMAH,

N-(2-mMeTUNTNo-4-MeTOKCUNMUHOSTUNeHM)
-N-3TUn-4,6-0MMeTUN-2-NUPUMUSNHAMWH;

N-{2-meTuncynbgpOoHNN-4-METOKCUMMUHOS TN
deHunn)-N-aTun-4, 6-4UMeTUNI-2-NMPUMUANHAMUH,

N-(4-6pomo-2-meTuntnodgeHnn)-N-stun-4,6-
AUMETUN-2-NMMPUMULNHAMMUH;

N-(4-3TUn-2-meTunTrnodeHun)-N-(1-metunar
nun)-4,6-0UMETUN-2-NUPUMUOMHAMUWH;

N-(4-3TUn-2-MeTunTrodeHnn)-N-atnn-4,6-am
MeTUN-2-NUPUMHUONHAMAH;

N-[2-mMeTunTHo-4-(N-auetun-N-mMetTunamMmHo)
cheHun)
-N-aT1n-4,6-aMMeTUN-2-NMpUMUAMHAMWH;

N-{4-kapbosTokcK-2-MeTUNTUOdEHUN)-N-3TH
n-4,6-AUMeTUN-2-NpuMuanHamMuH;

N-(4-meTokcu-2-metuntuodeHnn)-N-stun-4 ,6
-AMMETHN-2-NUPUMUONHAMUH,;

N-(4-unaHo-2-meTuntuodeHun)-N-atnun-4 ,6-4
UMETUN-2-NMMPUMUONHAMMWH;

N-(4-auetun-2-metuntnodeHnn)-N-stun-4,6-
LUMETUN-2-NMUPUMULNHAMUH,

N-{4-nponnoHnn-2-meTuntunogpeHnn)-N-atmrn-
4, 6-ANMETUN-2-NUPUMUANHAMUH;

N-[4-(1-MeTOKCWITUM)-2-METUNTUODEH )]
-N-aT1n-4,6-gMmeTn-2-NpUMUAMHAMIWH;

N-[4-(N-MeTunaMuHo)-2-MeTUNnTrodeHnn]-N-
aTUN-4,6-4MMeTUN-2-NUPUMUONHAMUAH,

N-[4-(N,
N-AUMeTUNamMuHO)-2-MeTUNTUOeHNUN]
-N-31Un-4,6-0MMeTUN-2-NMPUMUANHAMWH;

N-[2-6pomMo-4-(1-MeTunaTUNdeHUn]
-N-3TUn-4-chopmMun-6-meTUN-2-nNpUMUOUHaAMAH,

N-[2-6pomo-4-(1-meTunstun)peHnn)
-N-3TUN-4-TMOPOKCU-3TOKCUMETUN-6-METUM-2-MK
PUMUONHAMMH,

N-(2-6poMOo-6-rTapoKeK-4-meToKCeUdpeHN)-N-
aTUN-4,6-ouMeTn-2-NUPUMUONHAMAH;,

N-(3-6pomo-4,6-amnmeTokendeHN)-N-sTtun-4,
8-AUMETN-2-MUPUMUANHAMKUH;

N-(2,3-anbpomo-4,6-aMMeToKCHUeHun)-N-aT
nn-4,6-4MMeTUN-2-NMpUMNIMHaMIH,

N-(2,6-01BpOMO-4-(3TOKCK)cheHKN)-N-3TUN-4,
8-AMMETN-2-MUPUMUONHAMKH;,

1-(2-6pomo-4-nzonponundeHnn)-3-umuaHo-4,
B-AMMEeTN-7-a3anHaonN:;

1-(2-6pomo-4-nacnponundeHun)-4,6-aumeTn
n-7-azanHoon,

1-(2-6 pomMo-4-n3onponundeHnn)-3-umuaHo-6-
MeTun-4-cheHun-7-azanHaon;

1-(2-6pomo-4-n3cnponundeHun)-6-meTmun-4-
heHUN-7-a3anHaon;

1-(2-6pomo-4,6-grmeTokcud eHun)-3-uraHo-4
6-0MMeTUN-7-a3anHaon;

1-(2-6pomo-4,6-gumeTokcndeHnn)-4,6-gumet
Mn-7-asanHgon;

1-(2-6pomo-4-nacnponundeHun)-6-xnopo-3-
LuaHo-4-meTnn-7-azamHaon,

1-(2-6pomo-4-n3onponundeHun)-6-xnopo-4-
MeTUn-7-azauHaon,

1-(2-6pomo-4-nacnponundeHnn)-4-xnopo-3-
LunaHo-6-meTnn-7-azamHaorn,

1-(2-6pomo-4-nacnponundeHun)-4-xnopo-6-
MeTKnN-7-asanHaon,

N-(2-6pomo-6-MeTOKCUNUPUAKNH-3-1n)-N-aTiN
-4.6-AMMeTUN-2-NMpPUMUANHAMUH;

N-(3-6poMO-5-MeTUNNUPUONH-2-1n)-N-aTun-4
,6-aUMEeTUN-2-NMNPUMULUHAMUH,

N-(B-MeToKCHNMPUAMH-3-UN)-N-3Tun-4, 6-aum
eTUN-2-NNPUMUANHAMUH;

N-(2-0poMO-6-MeTOKCUNUPUANH-3-U)-N-3TK1n
-4-meTnn-6-(4-mopdonunun)-1,3,5-TpuasnH-2-am
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WH;
N-[2-6pomMo-4-(1-MeTUNsTUN)heHUN]-N-sTrn-

4-[N-{2-chyprnmeTun-N-MeTnnamMmmHo]

kapGoHUM-6-MeTUINMUPUMUANHAMIH;

N-[2-6pomMo-4-(1-MeTUnaTUM)hbeHUN]
-N-3Tun-4-[{4 4-sTUneHguokcununepnanHoKapb
OHWIM]-6-MeTUANUMPUMKUONHAMKH;

N-[2-6pomMo-4-(1-MeTUnNaTUM)heHnN]
-N-3Tun-4-(4-okconunepuanHo )kapGoHUN-8-Me T
NNUPUMUOUHAMUAH;

N-[2-6pomMo-4-(1-MeTUNaTUM)heHUN]
-N-3TUn-4-(4-oKkCoNUNEPUAVHO)METUN-B-METUMNK
PUMUAVHAMUH TMAPOXMOPUA,;

N-[2-B6poMo-4-(1-MeTUNaTUM)heHUN]
-N-3TUn-4-(MMUdason-1-unMeTn-6-MeTunnupm
MAOUHAMAH;

N-[2-6pomo-4-(1-meTunaTun)eHun]-N-sTnn-
4-[3-(MeToKCcHMdeHUN)MeToOKCUMeTI]
-6-MeTUNNMPUMUONHAMWUH;

N-[2-6pomo-4-(1-meTnnatun)heHmn)
-N-3TUn-4-(2-Tascnun)kapboHUN-6-METUNNUPKUM
WAMHAMWH;

N-[2-6pomo-4-(1-meTnnatun)heHmn)
-N-3TUn-4-(2-uMmngazonunikapboHun-6-MeTunnm
pPUMAAVHEMUH;

N-[2-6pomo-4-(1-meTnnatun)heHmn)
-N-9TWn-4-(5-nHACNMNKaPOOHUN)-6-MeTUNNUPUM
UAMHaMUH;

N-[2-6pomo-4-(1-MeTunsTUN)heHuN)
-N-8TUN-4-(4-pTopodeHnn)KapboHnn-6-MeTUnnp
NMUOUHAMUH;

N-[2-6pomo-4-(1-MeTUNsTUN)heHUN]-N-sTKrn-
4-kapboKCK-6-MeTUNNUPUMUINHAMUH;

N-[2-6pomo-4-(1-meTunstun)heHun]-N-stun-
4-aueTnn-6-MeTUNnMUPUMUONHAMWH;,

N-[2-6pomo-4-(1-MeTunsTUn)cheHun)
-N-3TUN-4-(rnapOoKCK-3-NMPUAUNIMETN)-B-MET AN
NMPUMUAUHAMAH;

N-[2-6pomo-4-(1-MeTunsTun)heHun)
-N-3TUn-4-[4-(MeTOoKCUDEHWUT)-3-NUPUAUNTUAPOK
CUMeTUM]-6-MeTUINUPUMUANHAMUH;

N-[2-6pomo-4-(1-MeTUNsTUN)heHuN]
-N-3TUM-4-(3-Nnupasoninn)-6-MeTUNnMPUMUINHAMHK
H rMapoxnopua;

N-[2-6poMo-4-(1-METUNSTUN)DEHUN]
-N-3TUM-4-(1-aMUHOSTUN)-6-MeTUNNUPUMUONHAM
WH;

N-[2-[BpoMo-4-(1-MeTunaTn)dpeHnn)
-N-3TUn-4-[2-(4-TeTpazonun)-1-MeTunaTun]-6-me
TUAMUPUMWAUHAMUH;

2-(N-[2-6poMo-4-(2-nponun)dpeHun]aMmmuHo-4-
KapbomMeToKCK-6-MeTUNNUPUMUANH;

2-(N-[2-6poma-4-(2-nponun)deHnn]
-N-3TUNnaMuHe)-4-KapBoMEeTOKCH-6-MeTUNNUPAMHI
anH;
2-(N-[2-6poma-4-(2-nponun)deHnn]
-N-9TWMaMUHO)-6-MeTUNNMPUMUOUH-4-MOPgONK
HokapBoHun,

9-[2-6pomo-4-(2-nponun)deHinn]-2-meTunn-6-
MOPCONMHONY PUH;

9-[2-6pomo-4-(2-nponun)deHnn]-2-meTun-6-
MOpdONMHO-8-a3anypuH;

1-[2-6pomo-4-(2-nponun)deHnn]-6-meTun-4-
MopdonuHo-5, 7-guaszanHaon,

2-N[2-6pomo-4-(2-nponnn)deHinn]
-N-sTunammHo-4-(MopONMHOMETUN)-6-MEeTUNNNA
PAMUONH.

9. Cnoco® nedyeHus  3aboneBaHWi,
oByCcnoBnNeHHLIX akTuBHOCTEI CRF-pelentopoB
npv adekTUBHEIX paccTROMCTBAX, COCTOAHWMIA
TPeBOrM,  Oenpeccud,  NOCTTpaBMaTHYECKUX
CTPECGCOBbIX COCTOAHWIA, HapyLleHUM annetura,

napanuyax, CUHApOME MOBLILLEHHONR
YYBCTBUTENBLHOCTH  KULLIBYHWKE,  MMMYHHbIX
paccTpoiAcTB, BoneaHn AnblreiAmepa,
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achbheKTMBHOE KONMMYEeCTBO coegMHeHuid no nn.1 -
8.

10. PapmaueBTWYECKAA  KOMMNO3UUKS,
nposenaowas akTMBHoOCTE Ha CRF-pelenTopax,
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BKMOYAKOWAA  akTUBHOE  COefMHEHWE U
HOCWTENb, OTNUYAIOWANACH TEM, YTO B KaJYecTBe
aKTUBHOTO  COEAMHEHWA  OHAa  COAESPKWUT
coednHeHre no nnl - 8 B a3hdhekTUBHOM
KOMnu4ecTBe.
[MpUOpKTET MO NYHKTaM W NpUaHakam:
121093 no n.1: Y - N, -CH-, CCN-; n.2:
R 4 npeacraenseT coBoit rpynny, BeIBpaHHyo 13
Cq-Cy-ankmna, OCy-Cg-ankuna, nponapruna,
annuna, -CHyC3-Cg-umMKnoankuna,
-(CH 2)p-(R'2), roe R -C4-Cy-ankunun=1-3.
2608% nont1:. Y - CRZQ, roe R%? pmecre o
R#4 oanavaet -CH= unw -N=, v no n.3.
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n30-C3Hs
u30-CiHz
m30-CsHr

nio-Cs3H-

nio-C3;H-
C:H:0OCH:3
CH:-OCH3;

n3o0-C:H~

CH»-OCH;
CH:-OCH:
CH:-OCH3
u30-CiHy
m3o-CiH
CHsS
CH.-SCH3
mso-C:1H»

wso0-C3Hr

I
I

u30-C3H>

T, °C
141-142

14%-150

HKHIKGCTE

117-11%

96-98

95-97

146-14%

MC

145-147

27153494 C2

RU



revesie NAH

[ARS)

N Tipmmep
n/n Ne
50 I3
51*

52%

53*

54*

55*

56 14

57*% 15
58 16
59 17
60

61 18
62

63 19
64* 20
65* 21
66*

Rt
CH;

CH;

CH:

CH;

CH;

CH:

CH;

CHa

CHs

CH3

CH:s

CHs
CH:s

CH:

CH3

CH;3

CH;

R? R4

N(CH3)CHz- CaHs

CH:0H
CH; CH:CH3
CH3 CH:
CHas CH3
CH; CH;

CH: CH:XCH;Br, H

THO- C:2Hs

MopdomHo
S-oxcH,

CH; C2H;

C(=0)-4- CaHs
MOp{oIMHO

CH3z-4- C:H;s
MopdoTHHO

C(=0)-1- CoHs
THIEPHTHHET

C(=0)OCH:;  C:Hs
C(=0)NH-  CiH;s
HHKIIOTrCKCHIL

C(=0)-(4-C:Hs Br,H

METUT- | -Imepa-

SHHILT
CH, C:2H;s
CHs CH;
CH: CaH;s

-81-

X, Xt RS

Br, H n3o-CiH-

CH;0, CH:0 CH;

H, H I

ILH H
CF3H H
C:Haq-

OCH:CH;

ILH n3o-CiH>

Br, H O-n30-C3H~

Br,H u3o0-C3Hs
Br,H uz0-C3H;
Br,H uzo-C3H7
Br,H H30-CsHs
Br,H mo-CiH
uzo-C3H>

Br,H CH:-CH:0H
OCH;,H CHa,

H.H uso-CiH-

Tna., °C
MCRBP

175-177

164-166

127-129

MC

145

KHIOIKOCTDH

197-108

81-82

58-60

27153494 C2

RU



revesie NAH

[ARS)

N Ilpumep R!

n'n
67

68*
69*
T0*
TL*

72*

73

73*

74

138

139

140

141

142

143*

144+

145

146*

147

Ne

22

24
25

26

CFs
CHs
CH:
CH;
CH:
CH;

CH,

CH;

CHs

CH;

CH:

CH:

CH:

CH;

CH;

CH;

CH;

CH;

CH:

Rr?

CH;s
CH:
CHas

CH: CH:CN Br,H

CH3
(2-meTorCH-~
METHI)-1-
THPP OB
4-THOMOPD-
oo
4-THoMOp-

domumo

R¢
C:Hs
CH;
CHs

CH;

CH;

C,H;s

C:Hs

C:H;

CH:

CHa:

C2Hs

CH;s

CaHs

C:Hs

C:Hs

C:H;

C:Hs

-82-

Xt
Br,H
H H
CF3,H

m10-C3H>

Br, H
Br.H

LH

LH

Br, H

Br, H

Br, H

Br,H

CH50,Cl1
Br, H

Br, H

CHs0,C1
Br, H

Br, H

RS

u30-CsH7

mwo-CsH;

nzo0-CsHr

uzo0-C:H-

w30-C3H7

uzo0-CsH>

CH:0

nio-CiH-

nio-C:H-

w30-C3H+

CH:0

uio-CiH;s

n3zo-CiH-

Tna., °»C

175-177

51-53

234-236

61-63

Macroo, MC

Macio,MC

Maciro,MC

99-102

78-81

131-135

98-102

170-173

117-121

Macno, MC

27153494 C2

RU



revesie NAH

[ARS)

N Ilpumep

148
149
150
152
153
154
155
156
157
158
159 27

160 28

I61*

163

164

165 31

166 34

R!

CHs

CH;

CH:

CH;

CH;

CH:

CH;

CHs

CH;

CH;

CH:

CH:

CH:

CH3;

CH;

CH:s

CH;
CH;

R?
X
OCH:Ph
O(CH2);5CH;

Cl
NH:
O(CH2)330:CH;

e
4/(”>
S0:CH;
SOCH;
O(CHz):
N(CHa)z
O(CHz);
SOCH;
NH(CH2)2
N(CH3)z
NH(CH2)4
NH:
MopdomHio

THOMOP-

dommo

C:H;

CaHs

C:H;

C2Hs

C:Hs

C:Hs

C2Hs

CaHs

C:2Hs

Ca2Hs

C2Hs

C.H;

C:H;

C:Hs

C:H;

C:Hs

-83-

X, Xt

Br, H

Br, H

Br,H

Br, H

Br, H

Br, H

Br, H

Br,H

Br, H

Br,H

Br,H

Br,H

Br, H

Br,H

Br,H

Br, H

Br, Br

RS

H3o0-C3H7

u3o-CiHs

mo-Ci:H7

u30-C3H7

H30-C3H~

uzo-CiH

u3o0-CiHz

m30-CaiH1?

n3o0-CaH7

mo0-CiH7

n30-CaH7

H20-C:H~

uzo-CsHy

uso-CiH7

n3o0-CsH~

H3o-CiH7

n30-C3Hs

mio-C3H»

T, °C

macno,MC

Macro,MC

Maciro, MC

Macmo,MC

Macio,MC

smacmo,MC

Macmao,MC

mac1o,MC

macro, MC

Maciao, MC

Macao, MC

Macio,MC

143-146

vacmo, MC

Macme, MC

yvacmo, MC

106-112

194-195

27153494 C2

RU



revesie NAH

[ARS)

N  Ipuvep

167

168

173*
174
175*
176

177

178
179
180
181
182*

183

184
185
186
187
188

185

190

191

Ne
32

35
37
36
38
39
40
41
42
43

33

45
46
47
48

49

50
51
52
33
54
55

56

57

R!
CH;
CH3
CH;
CH:
CH;
CH;
CH;
CH;
CH;
CH;

CH;

CH;
CH;
CH;
CH:
CH;

CH:

CH:s
CH;
CH;
CH;
CH;s
CH:s

CH:s

CH:;

R?
Cl
CH;
CH;
CHs
THA3O/ILIHHO
CH;
CH:
CHs
CH;
CH;
N-meTHI-
MIPONHHON
CHs
CH;
CHs
CH;
CH;
CH;

CH;
CH;
CH;
CH;
CHs
CHs

CH:
CH:s

R¢

C:Hs
CaHs
C:H;
CzH;
C:H;
C2H;
CsHs
C2H;s
C:H;
CaH;s

C2H;

C:H;s
CaH;
C:Hs
m30-C3H
C2Hs
CaHs

C:Hs
C:H;
CaHs
CaH;
C.H;

C:H;

C:H;
C:H;

-84-

XXt

LLH
SCH;3.H
S(O)CH3,H
SCH3H
LH

L H

S,H

RS
mo-C3Hy
H3o-CsH-
u30-CsH>
n3o0-C;H-
n3o0-C3H>?
CH;0CH:

mio-C:H-

S{(0}).CH3,H uz0-CsH>

SC:HsH
SCH; H
SCH;,H

SCH;,H

nio-CsH~»

Tna., °C
KHIKOCTD
64-66
144-146
141-142
KHIKOCTE
KHIKOCTE
157-159
174-176

128-130

CH,;CNO- CH; 77-78

n3o-CiH7

101-103

CH3;CNO-CHs 106-108

§(0):CH;3,H CH:CNO-CH; 151-154

SCH;,H
SCH;s,H
SCH; H
SCHs,H

SCHs,H
SCHs,H
SCHs,H
SCH;3,H
SCH3,H
SCH3,H

SCH3,H
SCHs3 H

Br
CaHs

C:H;s

91-93

85-87

140-141

CHsNCO- CH;158-160

CO:C:Hs

OCH:

CN
COCH3
COC:H;
CH(OCH3)
CHs
NHCH;

N(CHa)2

99-100

128-136

99-100

£25-126

135-141

KHIKOCTL

141-142

119-120

27153494 C2

RU



revesie NAH

[ARS)

N TIlpumep R

n/n
192

193

194

196
197
198

199

200

201
202
203
204
205
206
207

208

209

Na

CHs

CH;

CH;

CH;

CHs
CH;
CH:

CH;

CH;

CH;
CHas
CHs
CH;s
CH;
CH;
CH:

CHa

CH;s

R3 R4
MHpPp 0~ C2Hs
IHHO
IHPP OJIH- CH:s
IMHO
minepu- C2H;s
JMHO
T[IMNepH- CHs
IMHO
CH; CsH-
CH; CaHs
CHs N,N-amaTir-
aUECTaMIIMHO
CH; N N-mm3TUHI-
AMHHOITHII
CH; N, N-gusTHI-
AMHHOITHI
CH; Et
CH; Et
CH; H
CH; H
CH; W17
CH: Et
CH»0CH; Et
CH:0 Et
{4-MeTOKCH-
therw)
CH20Ph Et

-85-

XXt

Br, H

Br,H

Br.H

Br, H

Br,H
Br,H

Br,H

Br,H

Br,H

Br, H
Br, OMe
Br, OMe
Br,H
Br, OMe
Br, H
ILH

Br, H

Br,H

RS

uzo-CiH,

H10-CsH7

n30-CiH5

H10-C3H~

n3o-CiH-
mnag-C3Hr

u30-C3H>

H30-C3H>

mio-CsHy

OEt
OMe
OMe
OMe
OMe
OMe
H30-CiHs

H30-C3H-

n3o-CsH»

T, oC

106-107

119-120

211-12

186-187

150-151
159-160
101-102

65-66

118-120

MCBP
113-115
177-179
118-119
88-90
MCBP
MCBP
MCBP

MCBP

27153494 C2

RU



revesie NAH

[ARS)

n
210

211

212

213

214

215

216

217

218

219

220

221

222
223

224

N TJIlpmuep RI R} R4 X,X!
* CH:; CH:0(2- Et Br,H
TP HITHIL)
CH: CH:0CH: Et Br, H
(4-MeTHAGEN30AT)
CH; CH:;0CH: Et Br,H
(3,4,5-TpH-METOKCH-
permn)
CH; CH:0(2- Et Br,H
ITHPHMHITAIT)
CH; CH:0(3.4,5- Et Br, H
TPUMETOKCHDESHIT)
CH: CHa:O(3-(N,N- Et Br,H
TMETHN)a HIIHHO )
CH: CH:0CH:- Et Br,H
(3-mapuma)
CH: CH:0(4-mernir-  Et Br, H
beH3eaT)
CHs CH:0(4-(1- Et Br,H
HMHTA3 0T} -heHNT)
CH; CH:0CH:- Et Br,H
(4-roap )
CH; CH:;0CH; Et Br, H
CH; CH:0OCH:- Et Br, H
(2-pypum)
58 CH; CHO Et Br, H
CH: CHs H Br, Br
63 CH: CHs Et Br, Br
59 CH:; CH:0CH-CH:.OH Et Br, H

225

-86-

RS

uzo-CiH-

Hio-C:Hs

nio-CiH-

wio-CiH-

wao-CiH-

u30-C:H-

vio-CiH>

Hzo-CiHy

w3o-CiH-

Hio-CiH-

n3o0-CiH-

m30-CiH5

u3o-CsH-
OMe
QEt

130-C3H~

Tma., «C
MCBP

MCBP

MCRBP

MCBP

MCEP

MCBP

MCEP

136-139

MCRBP

MCBP

MCBP

MCBP
175-177
107-108

MCEP

27153494 C2

RU



revesie NAH

[ARS)

N Ilpumep
nn No
226

227

228
229

230 60

231

268

269

270

mn

272

273

274

R1 R3

CHs CH:s

CH; CH:OCH:-
CH:OCH;

CH; CH;

CH; CH:0CH:CO

(4-MopdomHo)

CH; CH:

CH:; CH:0CH:CH:2
-(4-mopdomiHo)

CH; 4-(2-meTokci-
¢dennn)-mmepa-

IHHHN-Kap 6o

CH: (1,2,3,4-1etpa-
HOpOXHHOIH-
HIUT)-Kap 6 oHHI

CH; 2-¢ypum-meTHm)-
aMHHO-K&p0 oHIT

CH; MeNHCO

CHs (4-(rmpa3n-
HUIIITHIICPa3HHO)
xapboHuit

CHs  (4-(2-mupnMumaur)
MHIEPA3HHO)-
Kapbowin

CH; (4-(2-mupumam)
TIMITEPA3EHHO)-

KapOoHHIL

R4
Et
Et

Et
Et

Et

Et

Et

Et

Et

Et

XX
Br, Br

Br,H

Br, Br

Br, H

Br, OH

Br,H

Br, H

Br,H

Br,H

Br, H

Br, H

Br, H

Br, H

-87-

RS
OMe

m0-C3H>

OFEt
m30-C3iH7

OMe

Hso-CiH>

mo-CiH7

u3o0-C:H5

n30-CiHy

mio0-CsH-

uio-CiHr

nz0-CsH>

nso-CsH»

Toa., *C
101-103
MCBP

165-167
MCBP

157-160

MCBP

57-60

143-145

87-88

sacmo,MC

51-53

114-116

Macio,MC

27153494 C2

RU



revesie NAH

[ARS)

N Ilpumep R!

nm
275

276

2717

278

279

280

281

282

283

284

Ne

CH;

CH:

CH;

CH3

CH;

CH3

CH:

CH:

CH;

CH;

R3 R4

(4-2-meToxen  Et

herni)-rmire-
PA3HHMIT)-METHII,
coxe HCL
N-(2-pypun- Et
METHIL)-N -METHII-
AMHHO-METHI
(1,2,3,4-Ter- Et
PparHzpoXHHO)-
JHHWT)-METHII,
coms HCI
(4-mmapasn- Et
HILI-IHIIEpa-

3HHO )-METHI
IMMETHIT-aMMHO-Et
AMMHO-METH
(4-(2-mupymnm) Et
THITEPAIIHO)-
merh, coms HCL
(4-2-mupumn-  Et
JGAIMIIEpa3HHO)-
meTHiLcome HCI
Me:NCO Et
3-MHI0BLT- Et
Kap6oHun,

coms HCI
3-TIHpHIMIT- Et

xapOoHUT

). 9. ¢

Br,H

Br,H

Br, H

Br,H

Br,H

Br, H

Br. H

Br,H
Br, H

Br,H

-88-

RS

u30-C3H7

u3o-C:H~

mio-C3Hy

u30-CiH7

nzo-C3H-

n30-CsH7

m3o-CsHy

w3o-CaH>

n30-CiH

mn3o-CsH~

T, «C

102-104

macro, MC

88-90

Macie, MC

Macie, MC

117-119

125-127

80-82

105-107

165-167

27153494 C2

RU



revesie NAH

[ARS)

N Ilpumep R: R3 R¢
wn Ne
285 CHs 3-tpennm- Et
xap6oHna
286 CHs }-mapasomun Bt
KapGoHUI
287 CHs 4-metoxcmde- Et
HRIKApOOHHIT
288 CH; 2-thypnar- Et
Kapboxmn
289 CH; 6nc-(4-MeTox- Et
CH(EHH) rHIpo-
KCHMETHIT
290 CH3 ouc-(2-pypuir) Et
CHAPOKCHMETHIT
291 CH; (2-dypum)- Et
CHAPOKCHMETHIT
292 CH; (4-MeTOKCH- Et
¢pere)
THIPOKCHMETHIT
293 CH; midenmn-rugpo- Et
KCHMETH
294 CH; 6uc(d-mapumur)- Et
THIPOKCHMETHI
295 CH; (1-rumpoxcyMerim) Et
ITHI
296 CH: (1-ruapokcmuaTan) Et

* Comb CHOPOXIIOpHIA

-89-

XXt

Br,H

Br,H

Br, H

Br,H

Br, H

Br,H

Br.,H

Br,H

Br, H

Br,H

Br, H

Br,H

RS

H30-C3H7

n3o-CsH-

uio-CiH>

mo-CiH7

H30-CsH-

u30-CiH7

H30-C3H7

n3o0-Cs;H>

Hio-CaiH»

H10-CaH7

m30-C3iH~

m3o0-CsH7

Tar., °C

macmoo, MC

171-173

104-106

136-138

63-65

97-99

Maciro, MC

macto, MC

56-58

68-70

macno, MC

macao, MC

27153494 C2

RU



revesie NAH

[ARS)

NpuMep W

(a)
(b)

Rl
CHs
CHs
CHj
CHj,
CHj3
CHj
CHj,
CHj
CH3
CHj
CHjs
CHj
CHy
CH;
CHy
CH,
CH;j
CHjy
CHy
CHj
CHj
CHj
CHj,

Taénuua 1 (nponmonx.)

RIWR
|

3

- N\f N
No R
RS X
R3 R4 XX
CsHs CyHs Br,OCH3
2-Ph-CgHy C;Hs Be H
CHj CHycCiHs  Br,OCHj3
- CaHs(nC4Hg)N C;Hs BrH
cC3HsCH2(nC3HN C,Hs Br.H
CgHsCH4(CH30C2H4IN C3Hg BrH
(CzHs)aN CyHg CLOCH;
NCCH2(nC4Hg)N CzHjs CF3,H
NCC,Hg(nC3H7)N C,Hs CF4,H
NCC,H4(cC3He)N C4Hg CFy,H
CaHs(CH;0CH4)CH CaHs CHi1.H
1- napTun CiHs BrH
nC4Ho C,Hs Br.H
(C2Hs)2CH ailyl Br.H
CH3(CHs)CH C,Hs BrH
{C4Hs),CH C;Hs Br,H
tC4Ho CHs BrH
cC3Hs CiHs Br.H
(CaHs)»CH C;Hsg CHy.CHjy
¢C4H7 C;Hs BrH
c¢C3Hs C;Hs Br.H
cCyqHq CaHs Br.H
iC3H7 CsHs Br.H

-90-

RS
OCHs
iC3Hq

OCH3,H
S0+CH4
COCHa
iCyH4
OCH,
(CHa)aN
(CHy)aN
(CH3)3N
Br
iC3Hs
(CH3)2N
iCaH7
iCs3Hy
COCH;3
COCH3y
iC1H9
CH,
Br
COCH3
COCH;
COCH4

MS

428, 430
486, 488
392.0970
NMR
NMR
497. 499
379.1895
436.2415
436.2455
434 2285
|

460, 462
391, 393
416, 418
390, 392
390, 392
390, 392
374,376
326

424, 426,

274, 376
388, 390
376, 378

428

27153494 C2

RU



revesie NAH

[ARS)

(©) CHy  cC3HsCHa(nC3H7N  C3Hs BrH iC3H7 T.ma,

CHsy (C;Hs5)CH CsHs Br.H SO.CH3» 440, 442
CHs C3Hs(nC4HoXCH - C>Hs BrH iC3Hy 420,422
CH; (CaHs)2CH C;Hs CHaH  (CH3mnN 41
CH; CyHs(CH;O)YCH CyHjs Br.H Br 442, 44, 446
CH3 (C2Hs)aN C3Hs CF3,H (CH3»N 3196.2354
CH3 CHs C;Hs Br.OCH; iC3Hy 3718.1171
CH3y C;Hs(C;H50CH2)YCH | CsHs Br.H Br 472
CHy CoHs(CiHsOCH)CH  (C3Hg CN.H CN 364
(@ CH3  CH3(CH;OCH)CH  CjHs BeH Br NMR
CH; CaHs(CH30CH)CH C:Hs CN.H iC3H7 167
CHj, C:HsOCH, CzHs Br.H iC3H7 440.1336
CH» CHj, CyHs Br,OCHs (CHs»N 379.1145
CH;y CHs(CHO)CH C;Hs BrH COCH; 406, 408
(e) CHy MOpbOMUEMN C,Hs Br,COH iC3H7 NMR
CH3 (C2HsOCH2)2CH CaHg Br,H iCaH7 464, 466
CHy CH;O(CH30OCH)CH  CyHjs BrH iCaH7 422, 424
* XNOPHCTOBONOPONHAA COJIb 1: BA3KaA XHOXOCTE, aMmopdHOEe TBEpmoe
BeOeCTEO

(d): 'H NMR (300 MHz. CDCI3): d 7.81 (1H, d, J = 2.2 H2), 746 (1H. dd, J =84, 22 Hz), 7.13 (1H, d. I =
8.4 Hz), 6.35 (1H, 5). 3.27 (3H. br 3), 3.60-2.80 (5H, m), 2.27 (3H, brs), 1.20 (3H, t, I = 7.0 hz}, 1.12 (3H.

m).

(b): 'H NMR (300 MHz, CDCh): d 8.22 (1H,d. J = 1.8 Hz), 792 (1H. dd, T = 8.4, 18 Hz), 735 (b, d. J =
8.4 Hz), 573 (1H, s), 2.61 (3H, s5), 2.22 (3H. s5).

(a): 'H NMR (300 MHz, CDC13): d 8.20 (1H, d. J = 1.8 Hz), 787 (1H, dd. ] = 8.0, 1.8 Hz), 746 (1H. 4, ] =
8.0 Hz), 5.70 (1H, s), 3.10 (3H, 5), 2.21 (3H, 5).

(e): 'H-NMR (300 MHz, CDCI3)d 9.92 (1H, ). 7.76 (2H. s). 7.76 (2H, s}, 5.78 (1H, 5), 2.97 (1H, m, J=6.87
Hz). 1.29 (6H, d, ]=6.59 Hz).

(©): 1.5 dymMaparHasa coib, T.nn. 137,5-139.

-91-

27153494 C2
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revesie NAH

[ARS)

Tabruya 2

pn- R!
Mep

75 CHs
76 CHzs
77 CH;
78 * CH;
79  CH;
8¢ CH;
81 CHs
82 CHs
83 CHs
84  CHs
85 CHa
86 CHa
87 CH;
88 CH;
89 CH:;
90 CHs
91 CHs
92  CHs

N

)

/K\ AN

I

A /\///\X
R? R
CH; CH3
CH:s CH;
CHs aJUIHIT
CHs CH;
CH;s C:Hs
mepdommo CH:s
CH:s C:Hs
CH; CH:
CH; CH;
CHs CaH;s
CH, CH;
CH:s CH;
CH; C2Hs
CHs CHs
CH; C:H;
MopgomHo C:H;s
Moptomro aIuTi
CH; AJLTHIT

FN\]/\/Rs
l
X

). B¢

Br, H
CH:;0,H

Br, H

Br, H

Br,H

Br, H
CHs:O.H
Br,H

Br, H

Br, H

Br,H

Br,H

Br, H
CH;0,CHs0
CH,O0,CH50
Br, H

Br, H

Br,H

RS
CH;
CH;0
H
m3o-CiHs?
H
CH;
CH;0
Br
C:Hs
1per-CyaHy
Tper-CaHy
CF:

CF;
CHs0
CH;0
H30-C;H-
130-CsHs

H-C4Ho

T.un.eC

178-179

27153494 C2
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revesie NAH

[ARS)

Tpn-
Mep
93

94
95 *
96

97

98

99

100
101
102
103
104
103
106

107

108
109
110
111
112
113
114
115
116
117
118

R!
CH;
CH;
CH3
CH3s
C2Hs
CH;
CHs

CHs
CH;
CH;
CH;
CH;
CHs
CHs

CH:s

CHs
CHs
CHs
CHs
CHa;
CHs
CH;
CH»
CH;
CHa
CH;

R3
CH;»
CH;
CH:
CH;
C:Hs
C:Hs

C:Hs

CH;
CH;
CFs
CH;
MopdomiHo
2-tnodgeno
CH;

CH:

CHs
CH3
CH;
MopdomHO
MOphOMIHO
CH,
CH;
CH;
CH;
CHs
CH;

R¢
C:H;
H-C3H7
C2Hs
C2H5
C:Hs
C:Hs
4-CHO-

TMTIEPAIHHO

arumI
C:H;s
C1Hs
C:Hs
C:H;
C:Hs
CH:CN
CH:-

LMECTOTIP OTTHIT

Hponaprui
CaHs
CzHs
C2Hs
C:Hs
C:Hs
C:Hs
C:zH;
C:Hs
CiHs
CaHs

-93-

Xxt
Br,H
Br,H
Br,H
Br, H
Br,H
Br, H

Br,H

Br,H
ILH

Br, H
Br, H
ILH

Br,H
Br, H

Br,H

Br, H

ILLH

ILH

ILH

ILH

CH:S, H
(CH:):N, H
CHsS, H
(CH:):N, H
CH:S, H

CHs3, H

RS
H-C4Hs
H-C4Ho
uro-CiH~
0-CsHus
m3o0-C3H>
H-CaHg

nio-CsHr

u30-CsH»
n3o0-C3;H-
H30-C3H>
C2H4+-OCH;
uzo-CsH-
m30-CsH-
H30-CaHy

u30-C3H7

Hao-CsH-
C:H+OCH;
CH:-OCH;
C:H4+-OCH;
CH:-OCHs
CH:-OCH3
CH»-OCH3
n30-C3H>
n30-CsHy
CH;S
CH2-SCH;

TF.aeC

194-196

27153494 C2

RU



revesie NAH

[ARS)

IIpn- R R? R¢ X, X1
Mep
119 CHs CH; C:H;s Br, Br
120 CHs; TuoMopdomne C:H;s Br, Br
121 CHj; CH: C:Hs ILH
122 CH; wopdomiHo C2Hs LH
123 H CH; CzHs Br, H
124 CH; N(CH3)CHa- C2Hs Br,H
CH:0H
125 CH;, CH; CH:CH: CHs0, CH;0
126 CH; CH; CH;s H,H
127 CH:3 CH; CH; ILH
128 CHs CH; CHs CF3 H
129* H H CH:CH: Br,H

*) - conmb - THAPOXIIOPHA

Taoauya 3
: 3
R YNTH
Nv
X ;
N
A/ \H“'
RE /\/Lx
Ipu- R! R3 R4 X, X!
Mmep
130* CH;0 CH;0 CH:CH; Br, H

*) - colmb THAPOXIOPHI

-94-

RS
u30-CsHo
uzo-CsH
I
I
mo-CiH»

H30-C3Ho

CH;

1

H

H
n3a-CaHs

uzo-C3Hy

T.na.C

T, C

104-106

27153494 C2
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revesie NAH

[ARS)

Taoauya 4

X
Y
RS Z Ny
Mpu- R! R3 R4 X, X!
Mep
131* CH; CH; H Br,H
*) - comb CHAPOXTOPHL,
Tabauya 5
CH,
H'\ J R
S~
[ l_
N.\/N
X
LN
Co
|
RS ,/‘\/\x ¢
IIpn- R! R? R¢ X.xt
Mep
132* CHs CH:s CH2CH; Br, H

*} - COMDL FHAPOXIIOPHI

-95-

RS

Hi3o-CsH7

RS

wio-CiH>

T.nn.,»C

124-125

T.wa.,oC

144-145

27153494 C2
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revesie NAH

[ARS)

Tabauya 6

N/ Ilpumep R!

Ne
133
134 23
134*
135
136
137
232
233

234

236
237
238
239

240
241

242 29

CH;
CH:
CHy
CH;
CH;
CH:
CH;
Cl
OCH;
Cl
CH;
CH;
CHs
CH;

CH;
CH;

CH:

R: N R3
=~
g
Noo N
Y
N\F]‘
RS X
R Rt X, X1
CH; Et Br, H
mopdomuHo Et Br, H
mopdamHo Et Br,H
THoMoptomuHo Et I.H
MoppomHo Et 1.H
mnepuMimI Bt I,H
N,N-mpi>THr Et Br,H
Cl Et Br, H
OCH; Et Br, H
Cl Et I,H
HMHTasomHo Bt Br, H
mMopdommHe Et Br, CH;0
N{(CH3)2 Et Br, CH;O
Mopdomino Et CHs0,
N(CH:s)z Et Br,H
THazommiHe Et Br, H
Gemswioken Bt Br, H

-06-

m30-CyHo
mo-C3;Hz
m30-C3Hr
nzo0-C3;Hx
H30-CiHs
m30-C3H>
uso-Cs;Hs
n30-C:H-
#3o-C3H
u30-C3H>»
u3zo-CiH,
CHs0

CHi0

CH10,

CH,0O

m30-C3H>
uzo-C;H

uszo-C;H-

T.n., oC

Macno, MC
Macao,MC
59-63
Mmacio,MC
macao, MC
Maciao,MC
Macao,MC
maciro,MC
Mmacio,MC
Macrno, MC
=200
90-95
66-68

macno, MC

12-75
70-72

89-99

27153494 C2
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revesie NAH

[ARS)

N o/ [Mpumep R!

Ne

243

244

245

246

247

248

249* 30

250

* - COMb-THAPOXIOPUT,

CH;

CH;

CH;

CH;

CH;
CH;s

CH;

R3 R

termmoxcu Et
4-3TIUIKAp- Et

6okcure-

palH

4-kapbokch-  Et
MUIepaIyi

HC(CO:Et): Et
PhCHCN Et

Mopdomiro m30-CiH-

Cl Et

Cl C2 Hs

-97-

X,xs

Br, H

Br, CH;O

Br, CH5;0

Br,H

Br, CH:O

Br, CH;O

ILH

Br, H

RS

Hio-C3H>

CH:0

CH:0

n30-C;Hr
CH;0
CH:0
CH(CH3)3-
OH
uzo-C3H>

T.na., oC

140-142

63-70

95-100

Macmo,MC

50-52

mMacno,MC

smacyo, MC

Macao,MC

27153494 C2

RU



revesie NAH

[ARS)

llpuMep ¥
(a)

R!
CH;
CHjs
CH»
CHj;

18|

CN

CHs

CHj3
CHj
CHs
CH»
CHs
CHj
CHa

(mpomonx.)

Ta6nuua b
R! N
I s
N N
P
x‘ Y
N
R’ X
R} R4
(CaHs)aN CzHs
CaHs[(CaH)CHIN CyHs
C;Hs(nC4Ho)N CyHsg
C2Hs(nC4HgIN CzHs
(CaHs)N CiHs
(CzHs)N C,Hg

R3

X, X'
Br.H
Br.H
Br.H
CL.OCH3
CL,OCH,
C1,OCHj3

~\r:i> MHPPONHIHEUI
P N /

-
-

(cC3HsCHa)N
nC4Ho(CH30CHON
nC4Hg(C7H4N

{CzHsg)2N
(nC3H7)2N

NCCH(nC4Ho)N

(CaHs)N

CaHs

CaHs
CiHs
CiHs
C;Hs
C:Hg
CaHg

allyl

BrH

CFs,H
CH3,CH3
Br.H
Br.H
CH3 H
CH3.H
(CHypNH

-COCH3

iCaH7
iC3H7
OCH3
OCHs
OCHj

iC3H4

{CH3)2N
CHj
OCFy
{CH3)aN
(CH3)N
(CHayN
iC3H9

MS
NMR
448, 450

T.TIN.

4492627
H
476.1271
a
371.2917

T.ILI.
383.2936

*« XICpPHACTOBOIOPONHAR cons, ** dymapaTHas COJMb,

(a): 'H NMR (300 MHz, CDC13): d 8.24 (1H. d, J = 1.8 Hz), 7.92 (1H, dd. ] = 8.4, 1.8 Hz), 7.33 (IH, 4,1 =
8.4 Hz), 2.62 (3H. s}.

1: BS3KAZ XHIOKOCTE, a3

p :IOPOMOK,

amopdHOE TB.

-08-

B—BO r

27153494 C2
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revesie NAH

[ARS)

Tabnuya 7

N k
X%
y \(/
! t
Re
S h¢\‘H.
i :
1 |
s/f’\\\;ﬁ?“\\x
N wn Ilpumep R! R2 R+ nxe Rs
Ne
251 62 CH; CHj Et Br, OMe  OMe
252 CHs CH; H H,O0Me OMe
253 61 CH; CH: Et H, OMe OMe

-90-

RE

Br
Br

Br

T.na., *C

133-138
179-181

143-145

27153494 C2

RU



revesie NAH

[ARS)

Tabnuya 8

N IIpamep R!
Ne

254 64 CHa:
313 CHas
314 CHs
315 CHs
36 CH3
317 CH;
318 CHs
319 CHs
320 CH;
321 CH;
255 74 CH;
256 66 CHs
322 CHs
323 CH;
257 65 CHs
324 CH;
258 68  CHs

R} R
CH; CN
CHs CN
CHs CN
Mopdonmo CN
Ct CN
Ph CN
CH: CN
CHs CN
CH; CN
Mopdomno CN
Cl CN
Ph CN
Ph CN
CHas
CH»
CH:
CHs CN

X Xt

Br H

I H

Br 6-CH3
I 6-CHs
I H
1
Cl H
I H
Br H
I CHai
Br H
Br H
-SCH: H
Cl OCH:
Br H
-SCH; H
Br OCH:

-100-

RS

H3OMPOITHIL
H3IOTIPOITHIT
HIOMPOITHIT
H3IOMP OTIHIT

1 -METOKCHATHIL
1 -METOKCHATHIT
|-METOKCHITHII
1 -METOKCHITHIL
l-MeTOKCHITHIT
OCH;
H3IOTIPONHI
HIOMPOITHIL
H3OITPOTHIL
H3OTIPOIMIT
HIOMPONMIT
HIOIIP OTHII

QCH;

T.mn., °C

105,8

179,2

Macio

MC, 343,08

MC, 388,0

27153494 C2

RU



revesie NAH

[ARS)

N TIlpumep R!? R3 R30
Ne
325 CH; wmopdommoe H
259 75 CH3 Cl H
326 CH; Ph H
260 69 CHz CH; H
327 CH; CH; H
328 CH; CH3 H
329 CH; wopdpommo H
330 CH; Cl H
261 67 CHs Ph H
331 CH; -NHEt H
332 CH; -NHC(=0) CHs H
333 CHs OCH: H
334 CHs OCH:Ph H
335 CH; CH:0Ph H
336 CH; 2-tnodgermmme- H
TOKCH
337 CH; -OCH(OH)Ph H
338 CH; wu-mponieke H
339 CH; -C(=0)N H
(Me):

340 CH; -NHCH:Ph H
262 70 CI CH; CN
341 N-Me: CHs H
342 CH; CH:0CH: H
263 71 Cl CH; H
343 CH; CH; Et
344 CHs CH; -CCH

Br

Br

Br

Br
Br
Br
Br
Br
Br

Br

Br
Br

Br

Br
Br
Br
Br
Br
Br

Br

-101-

RS

6-OCHi: wmomporman

L & T @ T T

Z LT T o = = =&

H3OMPORTHIL

1-MeTOoKCHYTHA

OCH:s

1 -METOKCHITHI

1-MEeTOKCHATUN

OCH;

H30TIPOITIT
HIOMPOTTHII
H30TIP OITHIT
H3OTIP OILAX
HIONpOTHIL
H30ITP OTTHIL
H3OITPOTTHII

H3QMPONMHJL

H3OIMPOITHI
H3O0MPpOITHIT

HIONPOIIT

H3OMPOITHIT
H30MP oI
H3ONPOIDT
HIOTIPOITHIT
H3OTIPOITHIT
HIOTIPOITAIL

H30IIpOITHII

T, *C

MC, 363,0

MC, 360,9

MC, 405,1

123,8

MC, 363,0

27153494 C2
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revesie NAH

[ARS)

Tabauya 9

N R! R3 X X1
345 CH; CH: Br H
346 CH; CH: I H
347 CH; CH, Br 6-OCH;
348 CH; MopdomHe I 6-OCH;
349 CH, Ph Br H
350 CH; CH; SMe H

-102-

RS

F3OMIP OIMHT

HIOTIpOTTAT
OCH;

V3 0TIP OFIHUI

H30NPOIHIL

F3OTTP OTTHIT

27153494 C2

RU



revesie NAH

[ARS)

Ta6nuua 9%a

X
lx’\\
RS
R3 X X' RS M T.nn.
(°C)
-N(n-Bu)Et Br H i-Pr CH3 a
-N(C,H40CH3)> Br H i-Pr CHs; a
a: amopoH.
Tabruya 10
R? 0
.
N7 TR
P
- SN N
%/x
x 27
S
Rs
N Rt RS R3® X X! RS
351 CH; CH; H Br H H30Mp o1
352 CH; CH: H I H HIOTIPOTIHI

-103-

27153494 C2
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revesie NAH

[ARS)

N R! R R
353 CH; Mopdommo  CN
354 CH; Ph CN
355 CH; CH; H
Tabauya 11
HSCYZY 3
NN
Y
Y

AN

N Ypavep RS R4 R?
Ne

264* CH: 3THI CH;
265* OCH: sTin CH:
266* OCH; aTun CH;
267* OCH:; sTun CH;
356 HIOTIPOITHIL ITHI CH;
357 mionpormut amman  CH;
358 m3onpormniawmn  CHs
359 H30TIP OTIMI I THIT CHs
360 HI0MPOIMAT 3THT  MOPGOTHHO
361 HIOMPOILUT /UM MOp(OIHMHO
362 H3OIPOITAN AJETHN MopdomiHo
363 HIONPOMMIATHI  MopdhoIMHO

-104-

Br
Br
SMe

Br

Br

Br
Br
Br
Br
Br
Br
Br
Br

Br

X!

CH
CH
CH

CH
CH

CH
CH

zZ Z Z Z 7 z Z Z

RS
HAOMPONHIT
H3OITPOITHT
H3OTIP O

L MC

(m+H)

CH 321
N 337
N 259
N 409

N

N

N

N

N

N

N

N

27153494 C2
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revesie NAH

[ARS)

N IIpivep

364
365
366
367
368
369
370
371
372
373
374
375
376
377
378
379
380
381
382
383
384
385
386
387

105

RS

OCH3
OCH:
OCH;
OCH:
OCH;
OCH3
OCH;
OCH;
OCH;
OCH;
OCH3
OCHj;
OCH;
OCH;
OCH:
OCH:
OCHs
QCH;
OCH;
OCH;
OCH;
OCH;
OCH3
OCH;

*) COTL - CHAPOXTOPHI

R4

ITHI
aJTHI
AT

3THI

R?

CHs
CH;
CH:s

CHs

ITHI MOpOIMHO

armHIMopdomMHo

arpmiaMopdommo

3THA MopipomiaHo

ITHI

aJUIHA

AJUTHIL

3T

CH;
CHs
CHs
CH;

ITHI MopdoTHHO

AJUBUIMOp{oIHO
auTHII MopdonnHo
ITHI MopdoIMHO
ITHI OCH:
amma OCHs
anmmr - OCH3;
ITHIT OCH;
3TUR OCH:CH;
ammr  OCH:CH;
ammr  OCHa2CHs
ITHIL OCH:CH;

-105-

Br N

Br N

(@]
T

222222222222222222222222

Br
Br CH
Br N
Br N
Br CH
Br CH
OCH:; N
OCH; N
OCH: CH
OCHs CH
OCH; N
OCH; N
OCH, CH
OCH: CH
OCH; N
OCH; N
OCH; CH
OCH; CH
OCH: N
OCH; N
OCH; CH
OCH; CH

Z Z Z Z 2z 2Z zZ Z Z Z Z 2z Z 2z 'z 2 Z 2z 2z 2 z 2z 72 %

MC
(m+H)

290

27153494 C2
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[ARS)

Tabnuya 12

388
389
390
391
392
393
394
395
3%
397
398
399
400
401
402
403

404

CH»
CHs
CH;
CHj
CH;
CHi
CH;s
CH;
CHas
CH;
CH:s
CHs
CH,
CHas
CH;
CH;
CH,

R &

R?
CH:;
CH
CH;

MOpQOIHHO
Cl
Ph

CH;

CH;

CH:s

MopdonHHO

Cl
Ph
Ph
CHs
CH;
CH;
CH;

CN
CN
CN
CN
CN
CN
CN
CN
CN
CN
CN
CN
CN

CN

Br

Br

Cl

Br

Br
Br
-SCH;
Cl
Br
-SCHs

Br

-106-

6-CH;
6-CH:

T T T I X

CH;

H

OCH,

H
OCH:

RS
H3OIPOIIHII
H3IOTIPONHIT
H30NPOIHIT
H3IOTIPOTTHIT
1-METOKCHITHII
[-MeToKCHITHA
1-MeTOKCHITHA
1-METOKCHAITHI
1-MeToKCHATIT
OCHs
H3OMPOIIL
H3OPOTIHA
H30TP OIMHIT
H3OITp OITHT
H30IIp OTTHT

H30ITp OIMHIT

QCH;

27153494 C2
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revesie NAH

[ARS)

405
406
407
408
409
410
411
412
413
414
415
416
417
418

419

420
421
422
423
424
425
426
421
428

429

R!

CH,
CH;
CH;
CH;
CH;
CH;
CH:
CH;
CH:
CH;
CH;
CH3
CH3
CH;
CH:

CH;
CH;
CH;
CH;
Ci
N-Me;
CH;
Cl
CH;
CH;

R?
Mop¢oinHO
Cl
Ph
CHs
CH;
CHs
MopdromdHa
Cl
Ph
NHEt
NHC(=0)CH;
OCH;
OCH:Ph
CH:OPh
2-THo(eHHII-
METOKCH
OCH(OH)Ph
H-TIPOIOKCH
-C(=0)N(Me):
-NHCH:Ph
CH:
CHs
CH:0CH:
CH;
CHs

CH:s

=

o T m Mmoo TrT T oT¢ &4 oL & T I T &I

a s + R < s o o

Et
-COH

-107-

Br

Br

Br

Br
Br
Br
Br
Br
Br
Br

Br
Br
Br
Br
Br
Br
Br
Br
Br

Br

X!
6-QOCH;

6-CHa3
6-CH;

n p= v i« s« i e s

I T X I © &= T @ T T

RS
W3OTTPOITHIT
H3OTIPOTTAT
|-MeToKCHITHIT
OCH;

1 -MeTOXCHITHI
| -METOKCHTHI
OCH;
H3OTIPOTIMIT
H3OMPOITHIL
H3OTIPOIMIA
H30TIPpOTIHT

M3 OTIP OTTHI
H3011p oI
H30ITPOTLLL

HIOMpOoIniI

H3 0P OITHIT
H3OTP OIMAT
H30TPOMKT
H30NP OIAIL
H3OTIp OITAIT
H3OMPOITH
H30ApOTIHA
H30TIPOTTHA
H3OMPONT

H3O0IPOIIHIA

27153494 C2
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[ARS)

Tabnuya 13

430
431
432
433
434
435
436
437
438
439
440
441
442
443

444

446

447

CH;
CHa
CH;
CH:
CH;
CH:;
CHs
CHai
CHs
CH;
CHs
CHs
CH:
CH;
CH:
CH;
CH:
CH;

¥ R
| 4 /"
5 Ny A
s; Yo
r-E>NT N
T2
e
Nv
{
Re
R3 R
CHs CN
CH; CN
CH; CN

mopdommmo  CN

Cl CN
Ph CN
CH: CN
CHs CN
CH; CN

moppomne  CN

Cl CN

Ph CN

Ph CN

CH;

CHas

CH;

CH: CN
MOP(pOIMHO H

-108-

Br

Br

cl

Br

Br
Br
-SCH;
Cl
Br
-SCH3

Br

OCH:

6-OCHs

RS
M3 0NpOIMHT
M3 OITPOITHIL
H2OIPOITHIT
H3OMpOTILII
1 -MeTOKCHITHI
1-METOKCHITHT
| -METOKCHITHII
1 -METOKCHITHIT
I -MeTOKCUATHIT
OCH:
HM30NPOIHIT
H3OTPOITHIT
H30TPONLIL
H3OMIPOMHI
H3OTIPOTILT
M30NpPOITHI
OCH;

H3OMPOITHII

27153494 C2
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ny

N R1 R? R¥ X X! Rs

448 CHs Cl H Br H H3OTIPOITHIT

449 CHs Ph H I H -MeTOKCHITHI

450 CH; CHa H Br OCH; OCH;

451 CHs CH; H I H 1-MeTOKCHATHIT

452 CH; CH; H Br H I-meToxcHITHI

453 CH; -moptomaio H I 6-CHs OCH;

454 CH; Cl H 1 6-CH; HM30TIPOIIHIL

455 CH; Ph H Br H HIONIPOITHA

456 CHs NHE:t H Br H H30MpPOITHT

457 CH; NHC(=0)CH; H Br H H3OMPOmAT

458 CH; OCH: H Br H H30Dp OTHIT

459 CH; -OCH:Ph H Br H W30 OTTIT

460 CH; CH:0Ph H Br H H3OTIP OITHIT

461 CH: 2-THogpeHnn H Br H H30TIPOITAT
METOKCH

462 CH; OCH{QH)Ph H Br H H30TIp OITHIL

463 CH; H-mponokcH H Br H M3 0TI OTTHIT

464 CH; -C(=0)N(Me): H Br H H3OTIPOITHIT

465 CH; NHCH:Ph H Br H H3OIPOITAI

466 CHs CH; CN Br H H30MpONHII

467 N-Me CHs H Br H H3OIP O ITHIT

468 CH:; -CH:0CH; H Br H H3I0TIPOITHI

469 Cl CH; H Br H H3OTIPOITHIT

474 CH; CH; Et Br H H30MPOIHI

471 CH: CH, -CCH Br H H2ONpOoNMI

27153494 C2

RU
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revesie NAH

[ARS)

Tabnuya 14

Ro -
5 : “i 1 \\3
1 Dz
e N
7 ) 4
Y
N\\//N
R

N R! R? R» X
472 CH: CH; CN Br
473 CHs CHs CN 1
474 CH; CH; CN Br
475 CH: -mopgomHo CN I
476 CHs Cl CN I
477 CH; Ph CN |
478 CHs CH3 CN Cl
479 CH;3 CH: CN 1
480 CH; CH; CN Br
431 CH: -mopdomiHo CN I
482 CH:s Cl CN Br
483 CHs Ph CN Br
434 CHs Ph CN -SCH;
485 CH: CHs H Cl
486 CH; CH; H Br
487 CH; CH; H -SCH;
488 CH; CH; CN Br
489 CHs -mopdomiro H |
490 CH; Cl H Br

-110-

Xt

OCH:;
6-OCH;

RS
H3OITPOITAT
HIOMPOIHIT
H30MP OMHI
H3ONP OTHIT
1-METOKCHATHI
1-METOKCHITHI
| -METOKCHATHT
| -MeTOKCHATHII
|-MeTOXCHAITHNI
OCH»

H30IMP O
H3OMPOIHTT
H3 0P OII
H3OIIPOIMT
HI0OPONMI
H3ONPOITHI
OCH:;
H3O0TIPOITIT

H3ionponmmn
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ny

N R! R3 R30 X Xt RS

491 CH; Ph H i H 1-MeToKCHs THIT
492 CH; CH, H Br OCH; QCH;

493 CH; CH; H I H l-MeToXecHITH T
494 CH; CH; H Br H 1-MeTOKCHATHIE
495 CH; mopdomiHo H 1 6-CH; OCH;

496 CHs Ci H I 6-CHs H30Mp oI
497 CH; Fh H Br H HIOMPOTIIT
498 CH; -NHEt H Br H H30IMPOIIIT
499 CH: -NHC(=0)CH: H Br H H30TIP I
500 CH; OCH; H Br H H30TIp OTTELT
501 CHs -OCH:Ph H Br H H300pP OIIHIT
502 CHas CH20Ph H Br H H3OTIPONHII
503 CH; 2-THOdeHIT H Br H H3OIMPOITHIT

. METOKCH

504 CH: OCH(OH)Ph H Br H HIOTIPOITII
505 CH; H-[IPOIIOKCH H Br H H3ORpOITHIL
506 CH: -C(=0)N(Me): H Br H H300P 0TI
507 CHs -NHCH:Ph H Br H H3OMPOITHIL
508 Ci CH; CN Br H H30TIp O
509 N-Me: CH3 H Br H H30TIPOITHIT
510 CHs -CH,OCH: H Br H H30Mp oI
511 Cl CH; H Br H H3OTIPOITIII
512 CH, CHs Et Br H H2OMPOIHIT
513 CH; CH; -CCH Br H H3IOTPOHII

27153494 C2
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revesie NAH

[ARS)

Tabauna 15

NeTIpamvep

514
515
516
517
518
519
520
521
522
523
524
525
526
527
528
529
530
331

332

10t

102

R}

CH:
CH;s
CH;
CH;
CHs
CH;
CHs
CHs
CH;
CH;
CHs
CH;
CH;
CH;
CH:CH:
CH:CH:
CH2CH3

CH:CH; MopdomiHo

CH.CH;

|lq3
N/i\'/N\>
At /l\Nf\N
v
X
2
R? X
CH; Br
CH; {
CH; Br
-mopommHe |
Ph Br
CH3 SMe
Cl Br
CHs Br
CHs I
CH, Br
mopdosmHo |
Ph Br
CH;3 SMe
MopdommHo Br
CH; Br
CH; I
CH:s Br
I
Ph Br

-112-

X!

6-OCH3:
6-CH;

= oo sl « sg e

6-OCH3
6-CH;3

I T L = I

6-OCHj

6-CHa

RS

H30TIPOITHIL
H30MpOITHI
H3O0MpPOIMAI
H30MpPOTII
H3OTIPOTTHII
H3OMPOTDT
H3IOIPOMHT
HIOIIPOTIAIL
M30MP OTIHIT
H3OMp oTnLT
H301IP OIIHIL
H3OYIP OTTH
H30Tp oMM
H30TIPOITHIT
H30Tp oI
H30TIP O
OCHj

H30TIPOITIIE

H3O0INpOomHI

T.mn.,°C

49-52

132-135

27153494 C2

RU



revesie NAH

[ARS)

Ne T1pamep

533

337
538
539
540

541

Ta6ruya 16

Nz [lpumep

542
543
544
543
546

547

R!

CH:CH;
CH:CHj3
CH:CHs
CH:CH;

CH:CH:

R3

CH;
Cl

CHs
CH:
CH:

CH:CH:s mopdommo

CH:CH3
CH:CH;

Ph
CH;

CH:CH3 mopdomro

R!

CH;
CHai
CH:
CH;
CH;
CH;

R?

CH;
CH;
CH;
MopdoIHHO
Ph
CH;

SMe

Br

Br

Br

Br

Br

Br

SMe

-113-

Xt RS

H HIOTIPOTTHIT

H HIOMPOIHI

H HIOIIP OMHIL

H H30TIp OTTMIT

6-OCHs OCH;

6-CH;  msonpommn

H H3OMp oI

H H30NP oI

H HROTIPO AT
Xt RS
H H30MPONI
H H3OMPOIHT
6-0CH; OCH;
6-CH;  usonpormn
H H3OITP O
H K0P O

T.u.,0C

T, C
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[ARS)

Na TIpimep
Ne

548 103
549

350

551

352

553

554

355 104
556

357

558

559

560

561

562

566
567
568
569

R!

CH;
CH;
CHs
CH;
CHs
CH;
CH;
CHs
CH:CH:3
CH2CH3
CH:CH;
CH:CH;
CH:CH;
CH2CH,
CH2CH:
CH:CH;
CH:CH;
CH:CH;
CH:CH;
CH.CH:
CH:CH;
CH:CH3

Cl

CH;

CHs

CH;
MopdomHa

Ph

CH;
MopdomiHo

CH;

CHs

CHs
MopthomHHo

Ph

CH:

Cl

CH;

CH»

CHa:
MOP{HOIIHHO

Ph

CH;

Mopdomatio

Br

Br

Br

]

Br

SMe
Br
Br
Br
SMe
Br
Br

Br

Br
SMe

114-

6-OCH:
65-CH3s

I & I =

6-OCH;

6-CH:

o o T

6-OCH;

6-CH;

RS

H3OMPOTIAT
H3ICTIPOTILT
W30TIPOMIII
OCH,;

H30MPOTIHIT
HAOTIPOTIMIY
H30HpPOIII
H30TIp OTMIT
H30MPOITHI
H30MpP OMHI
OCH:

HIOTIPOITANT
M3 OITp O
M3OITP OTIAIT
M3OIIP OTOAT
H30TIp OIMKII
H3OTIP OTIIT
OCH3

H30TIPONMI
H30MpPOITHIT
H30MIp OTIUT

H3IONP O

T.ur.,»C

MC 368

145-148
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revesie NAH

[ARS)

Tadnupa 17

T
,R)\\N NJX

Ra

o
'x—-
RS

Rl R3 X X' RS 1.ma.(0)
Me N(Et)n-Bu Br H i-Pr Macnc
Me N[(CH3)20CH3]3 Br 6-OMe OMe macno
Me N(CH;CH,-OMe), CHy 6CHy CHy  117.120
Me CN Br H i-Pr mMacng
Me N(Et)2 Br H i-Pr Mmacno
Me N(EfCH2CH2OH Br H i-Pr Macnc
Me N(EtXCH2)20CH3 Br H i-Pr Macno
Me N{MeXCH2)yCN Br H i-Pr 125-126
Me N(n-Pr)y Br H i-Pr 81-83
Me N{n-PrXc-PrCHz) Br H i-Pr Machoo
Me N{n-Buyz Br H i-Pr MaCcno
Me N(n-Pr)(CH7;0CH3 Br H i-Pr Macno
Me N[{CH2»OCH3]2 Br H i-Pr Mmacno
Me N(CH2)20CHs]2 Br H i-Pr mMacno
Me NH[(CH7),OCH3) Br H i-Pr 125.126
Me NH[CH(EtXCH72)xCH3) Br H i-Pt  amopdu.:
Me NH{CH(MeXCH)OCH3 Br H iPr 52.54
Me NH{CH(EtYCHyOH) Br H i-Pr 35-87
Me NHICH(n-PrXCH2OH] Br H i-Pr 129-130
Me NH[CH(Et(CH2)OCH3) Br H i-Pr 105-106
Me O{CH(Et)CHOMe| Br H i-Pr 75.76
Me OCH(Et Br H i-Pr Macno
Me N(CHzCH3)2 CH, §-CHy CHjy 106-108
Me N(CH,CH7-CHq)p CHay 6-CHy CH, 103-104
Me N(CH,CHy-CH3XCHy<Pr) CHy 6-CHy CHy 74-76
Me N(En-Bu CH; 6-CH; CH, 86-88
Me N{CH20CH3]2 Cl 6-OMs OMe 1415 142
Me N(Et\n-Bu Cl 6-OMe OMe 126-127
Me N{Etin-Bu Br 6-OMe OMe [25-126

-115-
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revesie NAH

[ARS)

rl

Me
Me
Me
Me
Me
Me
Me
Me
Me
Me
Me
Me

Tasnuua 18

RS
L
1 RkN

R3 X
Cl Br
N(Et)n-Bu Br
N{CH220CH3]; Br
NHICH(EtXCH7)YOCH3] Br
N{Et)n-Bu Br
NH[CH(EIXCH7)OCH, Br
N(Et)n-Bu Br
N{Et)n-Bu Br
N(Et)n-Bu Cl
N[(CH2n0OCH3]2 Cl
Cl Br
N(Etyn-Bu Cl

pe ofie ofibe ofie Hfib< ois o= ofie nR

i-Pr
i-Pr
OMe

i-Pr
OMe

Me

Me
Me
CFy
CFy
OMe

Me
Me

CFs

n-Bu

.. (°C)

115-116
Macne
Macnao
50-51
Macno
112-113
MS461
M3465
107-109
125-126
132.133

Macno

-116-
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revesie NAH

[ARS)

Taénuua 19

HJ
N N
1]
1 R)*N N‘N
X
e |
RS
Rl R3 X X RS z.an.(°C)
Me N[(CH2y20CH3]2 Br H i-Pr 93.94
Me  N(Etn-Bu Br H i-Pr 8586
Me N(E‘XCHZ}:&HS Br H i-Pr MACNO
Me N(n-Pr}p Br H i-Pr Macno
Me N(n-Pr){c-Pr-CH3) Br H i-Pr Macno
Me N(n-Bu)y Br H i-Pr Macno
Me N{n-Pr{CH3OCH3 Br H i-Pr Macno
Me N[(CH2)2CH]2 Br H i-Pr amMOpdH.
Me N{(CH22CCH3(CH2),0H Br H i-Pr 120-22 579
Me N(Et), Br H i-Pr 92-93
Me N{(CH2)20CH3)(CH,)30CH3 Br H i-Pr Macno
Mo N[{CH2y20CH3]-I-niAus Br H i-Pr 94.95
Me N{{CH2)2CN]-3-mioaun Br H i-Pr 70-73
Me N{(CH7)2OCH3](c-Pr-CHy) Be H i-Pr Macno
Me N{{CH7)2OCH3]5eu3na Br H i-Pr 117-118
Me N{{CH72OCH}3}- 1CH220CH, P Br H i-Pr Macno
Me N[{CH2,0CqHs] Br H i-Pr Macno
Me N[(CH2)20-Beuzunj2 Br H i-Pr Macno
Me NH[(CH7)20CH3] Br H i-Pr 134-36
Me NH[(CH3)30CH)] Br H i-Pr £09-110
Me NH(a-Pr) Br H i-Pr 156-157
Me NH(c-Pr-CH3) Br H i-Pr 166-167
Me NH(n-Bu) Br H i-Pr 149151
Me NH[CH(Et)7) Br H i-Pr 171.72
Me NH[CH(EtXCH4 2 CH3l Br H i-Pr 154.55
Me NH[CH(EXXCH,)CH] Br H i-Pr 157-159
Me NH{CH(a-Pr)CH4OH] Br H i-Pr 154.155
Me NH[CH(EtXCH7)CCHj3} Br H i-Pe 132-134
Me (+»NH[CH(EtXCH2)OCH3] Bz H i-Pr 114-115
Me (+)NH[CH(E{XCH »YOCHj3] Br H i-Pr 114-115
Me (+}N(Me)[CH(Et¥CH2)OCH3) Br H i-Pr macno
Me NH[CH(E)COOCH3] Br H 1-Pr 67-69
Me OCH(ENCH0Me Br H i-Pr 69-70
Me OEt Br H i-Pr Macno
Me OCH(Et)g Br H i-Pr Macno
H Cl Br H i-Pr 207-209
H N{Etin-Bu Br H i-Pr Macao
H N[(CH2)20CHa )2 Br H i-Pr Macao
H NHICH(EAXCH2)OCH3) Br H i-Pr 117-118
Me N[{CH31OCH3]2 H H i-Pr 80-81

-117-
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revesie NAH

[ARS)

Tasnuna L9

-118-

(opogonx.}
Rl Rr3 X X R T.ma. (°C)
Me N[(CH2)20CH3]2 I H i-Pr 87-88
Me N[(CH2)20CH3}; Bt  6OMe OMe  macno
Me N(CH3CH5-OCHa )y CH; 6-CH; CHy  g1.3s
Me NiEt)a-Bu CH} 6-CH3 CH] MS 153
Me N(ni-nganiia) (CH4cPr) CHy 6-CHy CHjy 83-8%
Me  NCH(H), CHy &CHy CHy  127-129
Me CHy 6-CHy CH;  66-68
Me N(H)CH,-CH;0CH7) CHy 6-CHy CHj 142.144
Me  N(CHCHj) (CHyCH,0-CHy) _CHy 6CH3y CHy MS 3155
Me N(CﬁXCHzCHzCCHﬁ CH3 5~CH3 CH3 17-79
Me NoetsunHy CH,OCH4) CHy 6-CHy CHy M3 417
Me  N(H{CH(E(XCH;OCH3)] CHy 6CHy CHy  156-158
Me N(HNCH-CH,CHy) 4 CHy 6-CH3 CHjy 185-187
Me NHYCH- OO XOE-CH,CHS ) CHy 6-CHy CHy 170-172
Me NHICHCH;  (CH5CH-(CH3),)] CH3 6-CHy CH, 176-178
Me NHICHOS Y CH,CH3)) CHy 6CHy; CH, 163-165
Me NRICHOS X H HHCH ) CHy 6-CHy CHjs 151-152
Me NHICHTI S XCHOH)) CH; 6.CHy CHj 17%-176
Me N(H) yurnonenran . CHy 6XLH; CHj3 190-191
Me  N(H)unxnorexcas. CHy 6-CHy CH3  164-166
Me NHy e THALHKIOTEKC2H CHy 6-CHy CHjy 177-17%
Me  N(H)3werparuspooypan CHy 6-CHy CHy  168-170
Me (R}(+»N(H) [CHCH;COH{CHOCHy)] "H3 6.CHy CHy  (58-160
Me N(H)( 2-mMetorcn=-6-netnndenun) CHy 6-CHy CHsy 217-219
Me N(H)CH (CHLCHy) (CH,OHD) CHy 6-CHy CHy 177-178
Me CH(EtXCHOCHy Br 6-OCH3y OCH; 120-121
Ms CHOO, kg ) Br 6-CHy CHj MS 334
Me N(CH4CHj) (u-syrun CFy H NMe, 142-143
Me  N{u-ngonwa) (CHqcPr) CFy H NMes 118120
Me ) CF, H NMey  133-135
Me N(CH,CH5-OCHz )3 CFy H NMe, 105-109
Me N(Etn-Bu ‘ Br H SMe Macno
Me N(Et)n-Bu Br H 50,Me 141
Me N{Etja-Bu 8 H COMe macno
Me N[(CH2)20CH3]2 Br H Br Macno
Me N(Et)n-Bu Br H Br Macna
Me N(Etm-Bu Br H 1 Macae
Me N{(CH2OCH3]2 - Br H [ Macio
Ms N{{CH2»0OCH3]2 C1 6-OMe OMa LL6-117
Me N(Etya-Bu Cl  6-OMe QOMe Macao
Me N[(CH2)2CH3]2 Cl  6OMe OMe 110-113
Me N(n-aponus) (CHycPr) Cl 6-OMe OMe 112-114
Me N(HYCH(Et{CH;0CHy)) Cl 6-OMe CMe 121-122
Me N(Etin-Bu Br 6-OMe CMe 118-119
Me N[(CH2OCH3|2 Br H OCF3 macno -
Me N(Et)n-Bu B H OCFy mMacao
Me N(#-apomua) (CHocPr) Br H OCFy Macao
Me N{CHzCH3)2 Br H OCF3 Macno
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revesie NAH

[ARS)

Taénuua |9 (npomonx.)

T.IJ.
Rl R3 X X RS 0
Me N[(CH220CH3]2 Br 6-OMe NMey Macuo
Me N(Etin-Bu Br 6-OMe NMes wmacno
Me N(HYCH(EtNCHyOCH3)] Br 6-OMe NMe, Macio
Me N{snpomia)y Br §-OMe NMey macno
Me N{(CH2Ph){CHCH20CH;3] Br 6-OMe NMeq M2GA0
Me N((CH7e-Pr{CH2CH20CH3) Br 6-OMe NMey M2CTO
Me N(Me)[CH(EtXCH;0CHS)) Br H OCF3 ™acno
Me N[CHzCH3 ]2 Br H NMey 139-140
Me N(Etn-Bu Br H NMc-z 113.114
Me N[(CH32)20CH3]2 Br H NMey 10%-109
Me N(H-nporUA Yy Br H Br 118-119
Tasnuua 20
R3
N
)Q | "
Me” "N N”
X
W |
\,L
R5
L R3 X X R r.na. ()
N Cl Me 6-Me Me 204.206
N N((CH2)20CH3]2 Me 6-Me Me MS385
N N(n-Bu)Et Me 6-Me Me MS354
N N(n-nponua) 2 Me 6-Me  Me MS354
N Nin-rporun)(CHcPr) Me 6-Me  Me MS366

-119-
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revesie NAH

[ARS)

rl R

CH3 -N(n-Bw)Et
CH3 -N(C2H40CH3)2
CH3 -N(n-Bu)Et
CH3 -N(C7H40CH3)2
CHy -N(n-Bu)Et

CH3 -N(C2H40GH3)2
CH3  -NHCH(CH20CH3)EL
CH3 -NHEt

CHj -NH(c-Pr)

Tadnuua 21

SCH3
SCH3
SO2CH3
SO2CH3
SCHj3

93

‘m m m & & o&;nom I &

RS

i-Pr

i-Pr
i-Pr
i-Pr
i-Pr
i-Pr

T.OX.
°C)

168-171
87.5-89.5
|

a

151-153
143-145
124-127
112-114
201-203

* XJIOPUCTOBON. CONb

+ paueMar,
l: ®HOKOCTH,

a: aMopéH.
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revesie NAH

[ARS)

Tabauua 22

O6pazeu Ilpumep, Harubuposanue
Ne Na Ki(uM)
| 1 ++
2 + =
3 + -
- 2 -+~
5 + +
6 ++
7 ++ 4+
8 +++
9 3 +++
10 +++
i1 +++
12 ++
13 +++
14 +
13 +++
16 4 + 4+
17 +++
18 +++
19 +++
20 +++
21 5 +++
22 ++
23 +++
24 ++
25 +++
26 +++
7 + 1+
28 +++
29 6 +++
30 7 +
31 8 +++
32 -+ &
33 9 -
34 10 + - -
37 -
49 12 +
50 13 -+
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revesie NAH

[ARS)

O6pasen ITpumep, Hurubuposanue
No 9 Ki(uM)

31 -
52 +
$3 -
RS -
53 -+
56 14 +++
37 15 + - =
58 16 + -
59 17 L
60 + o+
6! 18 +++
62 ++
63 19 +

+ 20 +
63 2] +
66 +
68 +
(3 +
70 +

1 +
71 +
73 22 + 4+ +
74 ++ +
78 +
95 ++
130 +
131 +
132 +
133 ++
131 23 - -
133 -+ +
136 - -
137 + -
138 24 -+ -
139 25 -+
140 26 - -~
141 4+ +
142 -+
143 =
143 -
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revesie NAH

[ARS)

O6pazey [Tpumep, HurnbGuporaHue
Ne Ne Ki(aM)
146 -
147 - -
148 + -
128 + -
ijO -
151 + + +
152 e g
133 + -
154 + 4+
135 +4++
[3é + + =+
157 +++
158 + + -+
136 27 + o+ -
160 28 ++ =
16° + -
162 + + +
163 ++
165 31 + + -+
166 34 + ++
167 32 +++
168 35 “+ b
170 36 +++
171 38 + + 4+
172 39 +++
173 40 ++
173 4] +++
13 42 ++
176 43 ++ -
177 33 ++
178 44 + + -+
179 45 +
180 46 +++
181 47 -+ +
187 a9 ===
183 49 +
184 - -
183 51 -+

-123-
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revesie NAH

[ARS)

O6pazer [Ipumep, Hurubuposanue
No Ne Ki(eM)
186 52 + =
187 -
188 54 - -
189 53 -+ + -
190 56 + -
19 37 - -
192 + + -
193 -+
192 +++
195 +++
196 +++
197 ++
201 + 4+ +
203 -+
20 +
203 +++
206 - -
207 + b
208 ++ +
209 + o+
210 ++
211 + 4+
212 +++
213 ++ 4+
214 ++
215 -+
216 + 4
217 4+
218 -
219 -+t
221 ++ +
L 58 -+
223 -
223 63 + 4
225 59 -
126 -
77 +
228 -+
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revesie NAH

[ARS)

O6pazeny ITpumep, Hurubuposanne
N Ne Ki(aM)
229 +
230 60 -+ -+
31 +
232 -+
136 -t
237 -t -
238 -+
239 -+ +
240 +4+ 4+
241 +F+
242, 29 ++
243 +
244 +
245 -+
246 +++
248 - -
249 30 +
250 -
25] 62 ++
252 +
253 6! ++
254 64 +++
255 74 + 4+
256 66 + 4+
257 é3 +++
258 68 +++
259 75 +++
260 &9 4+
261 7 — 4+
262 70 + &+
263 i -+
264 77 +
263 76 + 4+
266 78 ++
267 79 -
268 T
269 -+
270 =

-125-
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revesie NAH

[ARS)

O6pazey [Tpumep, HurnubuposaHnue
Ne No Ki(uM)

271 +++
i -

275 e
276 -
277 +++
278 +++
27% -
280 +++
281 +++
282 +++
283 +

284 + + +
285 -t
286 + 4+ +
287 + -

288 s+
289 -
290 + 4+ +
291 ++ +
292 -+ +
293 +++
294 +++
295 + 4+
296 ++ +
297 80 +++
298 82 + 4+
299 83 ++ +
300 84 -
30i 83 -+
302 86 e
303 87 -+
304 88 -~
3os 39 + -
307 9 ++ -
302 G -
309 93 ++ -
310 93 -

3 93 -—-
312 96 -k
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