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(57) 1 Cnocob nonydeHna Npou3BocAHBX 2-NepdTop-
ankun-3-ckcasonnH-5-oHa obwei dhopmyne |l

rae n SBNAETCA LenbiM HYUCMOM €O SHAHEHUAMM
1,2,3,4,5,6,7 vnn 8,

R asnseTcA
L
M
Q
unu
R, R,
W R,

L AasnseTcA BogoOpoOgoOM UMK ranoreHomM,

M » Q ABnAlTCA, KaXAbIA HE3aBUCUMO, BOJOPOJOM,
rancreHom,

CN, NO4, Ci-Cs-aneunom, C,-Cs-ranoaneunom, Ci-
Cai-ankoken, C-Cy-ranoankokch, C-Cy-ankunTtuo, Cy-
Cy-ankuncynsdrHUnoM UK, koraga M n Q HaxeasTea
B COCEAHWX MOMNOXEHWAX, OHW MOMyT BMECTe C aTo-
MamMK ¥yImepopa, Kk KOTOPBIM OHKW MpUCoeguHeHsl, 0b-

pasoeLiBaTE konbue, B kotopom MQ npegcraensaeT
coBol CTPYRTYPY

-OCH;-O-, -OCF:0- unn -CH=CH-CH=CH-

NpH YCNoBWW, UTo XOTA Bl oAWH U3 L, M n Q fomnxeH
6bITE OTNUYEH OT BOAOPOLA,

R, Rz v Rz aBnAawTcA, KaXgeid He3aBMCHMO, BOZO-
podoM, ranaoreHom, NO,, CHO, wnu Rz n R: moryt
BMECTE C ATOMaMMW, K KCTOPBIM OHW NPUCOEZWHEHb,
obpasoBLIBATE KoNbUo, B KoTopoM R:R3; npeacTas-
NEeH CTPYKTYPOH

Ri Rs Rs Ry
| I
—C=C-C=C—,
R4, Rs, Rs u Ry aBnA0TCA, Kaxaull He3aBUCcWMO, BO-
aopogom, ranoredonm, CN mnn NO-, 1
W aengaetca Q Unu S,
KOTOPEIA BKMTIOYAST peakunio aMWHOHWTpUNa opmy-
nel
R—CH-NH:
| (1
CN,

roe R ABNSeTCs TaKUM, KAk OMWCaHo Beiwe, © nep-
bTOpalMNUpYILWMM areHToM hopMyns 1V
Q

(CrFan1CmX, (V)

rae m ABMASTCH UenNbiM YWCTIOM CO 3HadYeHwaAMn 1
wnn 2, X dasnaetcad OR4, Cl wnn O, a R, asnAeTtcA
BoAopodoM wuny Cy-Cs-ankunoM npu yoroBuWn, uTo
kKorga X sernsetca O, m gonxeH SbTs paeeH 2, a
korga X saenaetca Cl unu OR,, Torga m gonxeH beme
paeeH 1, B NpUCYTCTBUWM PacTBOpUTENS W, Heobasa-
TenbHO, B NPWCYTCTBMW OCHOBAHWMA, ANA MOnydYeHus
NPOMEKYTOUHOrC NPOAYKTa NephTOpAnKaHoWMaMK-
HOHUTPUNA HOpPMyNH |,

O

Il
R—CH-NH—-C—C/Farrq

I 0
CN

W UWKNA3aUUI0 NPOMEXYTOYHOrO npoaykra dopmynsl
| B NPUCYTCTEBMIM KUCNOTHI W, N0 KPaWHEeR mepe, 0gHo-
ro MONAPHOIO BKBUBAMNEHTA BOAK

2 Cnocob no n 1, rae nepdropalunupyol M areH-
TOM chopmynel |V AsnaeTca

(13) C2

a1 41890

(19) UA
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(CiF2n+1—-C);0

Uru
o

|
CnF2n+1C_CI|

3 Cnocof non 2, rpe nepdhTopayunUpyoLIMM areH-
TOM SIBNAETCH
-

Il
CnF2n+1C_CI,

U NPUCYTCTBYET OCHOBAHWE, W OCHOBAaHWe ARNAeTCH
KapboHATOM HATPUS UMM KAMUA, UNU TPETUUHBIM
aMUHOM

4 Cnocob no n 1, rge pacTeopwTernke SBMAETCA apova-
THYECKUM  YINEBOACROAOM WM raroreHMpoBaHHBIM
apoMaTWYECKMM YITEROA0M, @ KWCTIOTa SBMAeTca cep-
HOW KWCIOTOKW, METaHCYNbCOHOBOW KMCNOTOW, DeHzor-
CYNbbOHOBOW  KMCTOTOW, P-TONYOncyIbgbOHOBOMW  KKM-
CNoTol, HadTanMHCYNeboHOBOW KMCroTol, dTopbop-
HOW KMCroTor U 6oRTRUGTOPUAHEIM KOMIIIEKCOM

5 Cnocob nonyyeHns coeguHernns opmyns |l

0

@]

NP

R N CnF2n+1 , (“)

rae n M R AaBNAKTCA TAaKUMK, Kak onpepenseHo B n 1,
KOTOPHA BRNKOYAET UUKNU3ALWC coeduHEeHUNA dop-
MynH |

o

R—CH-NH—-C~C,Fan+1

| U]
CN

B MPUCYTCTBMW KACNOTHI, NO KpaWHeW Mepe, oAHOro
MOMAPHOTO IKBUBANESHTA BOL L

6 Cnocob non 5, rge KMCNoTa ABMASTCA CEPHON KWC-
MOTOH, METAHCYNLMOHOBOR KMCNOTOW, BeHsoncynb-
POHOBOW KMCNOTOR, p-ToNyoncyrneoHOBOW KUCIOTOH,
HacbTanvHeyNbdgoHOBOR KMEMoToR, OTopGOpHOR Ku-
cnoToi UK BopTpUTOPUAHEIM KOMNNEKCOM

7 MepcTOpankaHoOUNaMUHOHWTPWITEHEIE  MPOMENY-
TOYHHE coegWHeHNs hopMynt |

O

R-CH-NH-C—C.Fzn+1
| (]
CN
rAe N HABNAETCH LenbelM YWCIICM CO  3HAYEHUAMM
1,23.4,5 6,7 8,
R asnAeTtcA

[Linly]

L aBNAETCH BOACPOAOM UMK FranoreHom,

M 1 Q aensaoTea, KaXABEA HE33BUCWMO, BOJOPOACM,
ranoreHom, CN, NO,, C1-Cy-anrmn, C+-Cy-rancankun,
C1-C4-ranoankokcu, C-Ca-ankunTvo, Cq-Cy-
ankuncynerHn wnw, korga M m Q HaxogATtca B
COCEHUX NOMCHKEHWAX, OHU MOMYT BMECcTe ¢ atomMa-
MW YIMepoaa, K KOTOpPbIM OHU NpuUcoeguHeHs, obpa-
30BbLIBATL KOMBUO, B KOTopoM MOl npegcTtaenseT co-
Gow cTpyKTYpY

-OCH,0-, -OCF;0- wnn -CH=CH-CH=CH-

NpW YyCNoBWW, YTC, NO KpalHel mepe, ofuH W3 L, M n
Q oTNWyeH oT BoAOpOaa,

R1, Rau R; asnakTeA, KaxAuA HE3aBUCUMO, BOROPO-
AOM, TaroreHom,

NQ2, CHO wnm Rz v K3z MOryT smecTe ¢ atomMamu, K
KOTORBIM OHW NPUCOEANHEHB], ODpPa30BbIBATL KOMbLO,
B KoTopom R;Ra npeacTasneH cTpyKTypoR

R: Rs Rs Ry

1]
~C=C-C=C-,

R4, Rs, Rg 1 R ABNAKOTCH, KaXABIA HE3ABUCUMO, BO-
fopopom, ranoreHom, CN unn NO;,

W aenaetca O unu S

8 CoeauHeHue no n 7, rge n ABNRETCH UEMBIM YHC-
NOM, PaBHBIM 1 unu 2

9 CoefnHeHue non 8, rae R aenaeTcA

L

Q

W L asndetcA sogopogom, a M u Q ABNAKTCA, Kax-
ABIA HE3ABWCHUMO, BOAOPOAOCM, ranoreHom unu Cq-Cy-
ranoankunom

10 CoeauHeHue non B, rge R asnaeTtca

R, R,

W R,

R1 HaxoAUTCA B 3 NOMNOXEHWA W ABNASTCH BOAOPO-
AoM, Rz v R3 ABnAOTCH, KO HE3ABUCKMMO, BOJO-
podom unu ranoreHom n'W aesnsetca S
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CoepureHrue apunnupponkapBoHUTpUNa U KX
Npou3BOg HEle ABMNSKTCA B BICWIEH cTensHu sddek-
TWBHEIMW CPEACTBAMU NPOTUE HAGCEKOMEIX, KNeLWei
M Hematog B vactHocTH, 6uino obHapyxeHo, 4To
coeguHeHns Z-apvn-5-TpudTopMeTUNINVppRCn-3-kap-
BOHUTPMNA M WX NPOM3IBOAHEHIE WMEKT LUUPOKUA
CNEeKTP SKTMBHOCTH MPU CYEHb HUZKMX HOpMAaX Mpu-
MeHeHWA G 3beKTUBHOCTBIO NPOTUBE YCTOWWWBLIX
engoe Matedt CWA 5030735 onucuieaeT cnocobul
NPUIOTOBINEHWA YKE3aHHLIX COBAWHEHWA NUppona B
NpoMbllnerHsXx macwTabax w erknruaet 1,3-am-
nonspHoe  LMKNONPUCOEJAUHEHWE COCTBETCTBYIO-
Wero 3-0KCa3oMnWH-3-CHa © 2-XNopapUnHUTPUIoM
Mepea 3THM NONYYEKT KNQYSBOE NPOMEXYTOYHOES
3-oKkcasonuH-5-0Ha 4Yepe3 COOTBETCTBYIOWEES coe-
AVHEHVE EeHWNMVLUWVHE B LWKNe CuHTe3a 3 4 cra-
AVA, KOTOPLIA HAUMHAETCA ¢ NpPeALecTBYOLIEero
AMWHOHUTPUNA

Lleneto aaHHoro w3cbpeTeHwa siBNASTCHA CO3-
AaHne addekTueHoro cnocoba cuHTesa 2-nepdTo-
PAINKWN-3-OKCA30NWH-5-0Ha B ABE CTAAMK M3 aMHHO-
HWTPUNOBOrO NPEALIECTBEHHNKA

KpoMe Toro, Leneks AaHHOrc n3obpeTeHna AB-
NFETCA CO3faHVe COSAMHEHWA nepdiTopankaHou-
A2MWHOHWUTPUNE, NPUrogHBX ANS  WCNOMb3OoBaHUA
npw nonyyeHuyn 2Z-nepdTopankun-3-0kcasonmH-5-o-
Ha

Hpyrod uenbio AaHHOMC W306pPETEeHUA ABNAET-
cA cozgaHue yHoBHOro MGTOMHWKA KMKOYEeBOro Mpo-
MEXYTOMHOTO NPORYKTA B NPOW3BOACTBE CoeqMHEHWIA
apunnuppona aAna Gopbbbl © HaceKoMBIMY, KNELAMK
W HeMaTogamw

MNpeanaraeTca cnocob NONyYeHWA CoeUHEHNS
2-nepdTopankun-3-okcazonuH-5-oHa dopmynsl |l

0

» (1D

rAe h ABNAeTCA LenbiM YUCNOM CO 3HAYSHUAMU
1,234,567 unun 8,

R aepnsetca
L
M
Q
Mnu
Ry R,
w R,

L siBNsieTcA BOROPORCM UMK FanoreHom,

M u G} ABNAKTCH, KAXALBIA HE3AaBUCUMO, BO-
AOPOAOM UMK ranoreHoM,

CN, NQ,, Cq-Cy-ankun, Ci-Cy-rancankun, Ci-
Cy-ankokc, C-Cy-ranoankokcu, C-Cy-ankunTuo, Cy-

Cy-ankvncynednHnn unu, koraa M U Q HaxopaTca B
COCEAHMX NOMOXEHUSIX, OHU MOrYT BMECTE ¢ aToOMAa-
MW YTNepoaa, K KOTOPbIM OHW NpUcoeduHeHH, obpa-
30BLIBATE KOMbUO, B KoTopom MQ npegcraenaeT co-
Gol CTpykTYRY

-0QCH;0-, -OCF;0- unwn -CH=CH-CH=CH-

¢ ycnoeWem, 4To xoTd 6ol oguH 3 L, M u Q gorkeH
ObTb Yem-To Apyrum, yem sogopoq, R, Rz n Rs AB-
NAKTCA, KA¥AblA HE3ZBMCMMO, BOJOPOOOM, rarnore-
HOM, MO;, CHO, unu Kz 1 R3 MoryT BMecTe ¢ aToma-
MM, K KOTOPBIM OHWU NpUCOefHMHEeHH, 0BPa3CBHIBATE
Karbyo, B koTopoM R:R; npeacraBneH cTpykTypor

Rs Rs Rs Ry

11
—-C=C-C=C-,

R4, Rs, Rs 1 Ry ABNAKTCA, KaXaHA, HE3aBUCUMO, BO-
Jopogom, ranoredom, CN nnn NO3, 1

W aenaerca O wnu S,
KOTOPHIA BKMTIOHAET peakyuto aMUHOHUTPpUNA GopMy-
net 1l

R-CH-NH;
I (m
CN,

roe R SBnAeTCeq TakuM, Kak ONUCaHO Bhile, ¢ nepd-
TopaUunupywum areHTom bopmyns 1Y

8]

(CrFan1CmX, (V)

rae m €ensercs UensiM YUCMOM CO 3HauyeHnaMn 1
unun 2, X aenaetca OR4, Cl unw O, a Ry aenAeTcs Bo-
fopogoM unu C-Ca-ankunom npu ycroBuW, YTO Kor-
da X aenAstca O, m gorvkeH BbiTe paBHBIM 2, & Kor-
aa X dsnaerca Cl wnm OR4, Torga m gom#eH Dutb
paBHBIM 1, B NPUCYTCTBWMW pacTBOpWTENA, HeolAsa-
TENbHO, B NPUCYTCTBUW OCHOBAHWA, ANA NOMyYEeHWUS
NPOMEXYTOYHOIC NPOAYKTa nepdTopankaHoWIaMu-
HO-HWTPMNa dopmynsl |

@]

|
R—CH-NH-C—CFane 1

| 0
CN

U UMKNW3aLMK NPOMEXYTOMHOrO npogykra dxopMynkel
| B NPMCYTCTBMM KUCNOTEl U, NO KpaHeR Mepe, 0gHO-
ro MOMARHCTO IKBMBANEHTa BOAbI

MpepycMaTpPUBABTCA TaKXe MPOMEXKYTOUHLIA
npoaykT  NepdTopankaHoOWNaMUHOHUTPUN  dhop-
Mynel |

O

R—CH—-NH—-C~C,Fzre1

I U
CN

rge h ABMASETCH UenbiM YWCNOM GO 3HaYeHUsMU
12,3,4,567 vnn 8,
R asnseTcA
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L
M
Q
unu
R, R,
W R,

L ABNASTCA BOZOPOACM WIMW MENOreHoM,

M » Q aBNATCH, Kaxgbld HE3aBACWMO, BO-
AOPOAOM, FANCreHoM,

CN, NG, Cq-Cy-ankun, Cq-Cy-rancankmwn, Cq-
Cai-ankoken, C-Cy-rancankokcu, C-Cy-ankunTtuo, Cy-
Cq-ankuncynedHnn v, korga M v Q naxogarcs s
coceAHWX MONOMEHWAX, OHW MOryT BMECTE G artoma-
MW YIIEpOoAa, K KOTOPEIM OHW NMpucceguHeHsl, obpa-
30BLIBATL KOMbLUO, B KoTopoM MQ npefcraesnseT co-

Boid cTpykTypy
-OCH;0-, -OCF;0- unu -CH=CH-CH=CH-

C YCINOBWEM, UTO, N0 KpaHed mepe, oguH va L, M Q
ABMAETCA OTMUYHBIM OT BOAOPOAA,

Ri, Rz 1 R:; AiBnAaoTca, KaXAEIA HEe3aBMCUMO,
sogopogom, ranoreHom, NO,, CHO, nnn Rz n R: Mo-
ryT BMECTE C ETOMaMM, K KOTOPLIM OHW NpUucoeguHe-
Hbl, 0Opa3oBLIBaTE KONBUO, B KoTOpOoMm F:Rs npefc-
TaBMeH CTPYKTYPOH

R4, Rs, Rs M R QBNSKTCA, KaXAbd He3aBu-
CUMO, BOAOPOAOM, ranoreHom, CH unu NO;,

uW aenaetca O unu S

CoepuHeHue 2-nepdiTopankinn-3-oKcasonnH-5-
OH ABNSAETCH KIOHYEBBIM MPOMEXYTOUYHEIM MPOLYKTOM
B NPOW3BOACTBE cOeAUHEHW Nuppona AnNs Bopbbul ©
HaCeKOMBIMU, KNELLAMW U HEMATO4aMU

CoefuHeHUn apunnuppona, B ocobBeHHOCTH,
CoeAUHEHUA 2-apwun-S-TpudpTopMeTUnnuppon-3-kap-
OoHWTPYNE, ABNATCA HOBBIM KNACCOM B BbICLIEH
creneHn adhekTuBHEIX cpeacTs a4nd Dopelul ¢ Ha-
CeKOMBIMM, KMelamMu W HemaToAamu KriodessM
NPOMENXYTOHHEIM NPOARYKTOM B MX NOMYyYEHUK ABNSAET-
cA coeAUHeHWe 2-nepdiTopankinn-3-oKcas3onuH-5-oH
dopmynsl Il

O

rge n u R ABNA0TCH TakuMmy, KaKk onvcarsl Bolwe Ms-
BECTHbIE B HacTosllee Bpema ©cnocobkl MonyueHws
OKCA30MNMUHoHA ¢opMynel Il BrMOYaOT Nony4YeHWe
COQTBETCTBYIOLIErO CoegMHeHnA apuimuynHa VY ny-
TeM rugponusa aMuHoHuTpuna Il AMMHoHWTPUN No-
nyyarT nyTeMm cuHTesa no Strecker wa cooTBeTCT-
BYWOLErc anbferufoeoro npefllecTseHHuka (A L
Mater et al, J Med Chem, 1973, 16, 901) 3a-
WHMTa aMHUHOTPYNNel B amuHoHuTpWNe |l nyTeM aye-
TunupoeaHws Ao VI c© nocnegylownM KMCNOTHBIM
rMARONWIOM KaK LWAHOTPYNNbL, TaAK W 3ALMTHBIX
rpynn, HeobxoAWMa KW3-32 HeCcTaBWNBHOCTH AMUHO-
HUTpWNa Il B yenoBuax ruponusa [NonyyeHHBIR Ta-
KUM oBpaszoM MUUUH 3aTeM TpUudTOpaUeTHNWPYIOT,
nony4as VI, 1 UWKNW3yloT, nony4Yaa XenaeMblid Ok-

R4 Rs Rs Ry casonuHoH || B 4 cTagmw [locnepoBaTenbHOCTL
|_ | |_ | pearkynid NokasaHa Ha cxewe |, rge R ABndaetca n-
—C=C-C=C-, xNopdeHnnom, a n paseH 1
CXEMA |
coy 0
el TH—NHE (e, 00l cl e
N CHN
(II1) (V1)
o+
H
O CF,
Y {CF,C0) ,0
c1 CH-NH ‘- cl (lm“mz
éoon COOH
(VII) vl
-H+
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Ccl \&
N

(I

CF3

Ceiluac obHapyxeHo, 4To npsMmoe nepdgpTo-
payunupoBaHUe npogykTa cuHTesa no Stvecker Il
A3ET NPOMEXYTOUHBIA NPCAYET nepdTopankaHomn-
MaMUHOHWUTRPUN |, KOTOPHIA Nerko MoXeT BrTh npe-
obpasceaH B Xemaemoe 2-nepdTopankun-3-okca-

TaeneHa Ha cxeme ||, rae m paeeH 1 vnu 2, X AB-
naetca Cl, ORy vnw O, u Ry Aenaetca sogopoaoMm
unn C1-Cs-anknnom, npu yCrioBuW, YTC TOrga koraga
X aenAetca O, Torga m gonxeH BbiTh paseH 2, a
roraa X asnaetca Cl vnu OR4, Toraa m AonxeH
6HTE paeeH 1

30MWH-5-0HoBoe coegwHeHue || Peakywa npegc-
CXEMA
R""?H—Nﬁz (CnFZn-viCO} mx
N {1Iv})
{III)

HeoxuaanHo, nepdTopankaHouwnamMuHOHWTPWN
hoprynel | MOXET BbITh UMKNW30BAH B OfHY CTALMIO
G XOPOLWMWM BEIXOAOM B YCMNOBWSX BOAHOMC KUCNGOTHO-
ro pacTeopa, B coegnHeHne 2-nepdropankun-3-okca-
30MUH-5-0H doopmynbl Il

MpPenMYyLIECTEEHHO XernaeMbli OKCa3anuHoH I
MOMET BHITE NONydeH B 2 CTEAUW U3 NPOAYKTA amu-
HoHuTpuna |l no Strecker

MpednodTUTENEHEMY GOBAWHEHUAMK HOPMY-
nel | ABNAKTCA Te, ¥ KOTopLIX N paBeH 1, 2 unu 3, 6o-
nee NpPegnodTUTENbHEIMK TE, Y KOTOPLIX N paBeH 1
Takxe npeanouTWTENBHBEIMW ABRMNSIOTCA TE coeuHe-
HWA dopumynsl || B KoTopeix R ABNSAETCA heHUNom,
HeoBasaTensHO 3aMelleHHBIM aTOMaMKU ranoreHa, ot
opHoro po Tpex, NOi, Ci-Cy-ranoankmn- mnu Cq-Cy-
ranoankoKCUrpynnamMm

CornacHo cnocoly 4aHHOro naobpeTeHwa, amu-
HOHUTPUN hopmynbl [Il cMelMBAT €, NPUMEPHO, BKBU-
MOMAPHBIM ~ KONWYecTEOM  NepdTopauWnupyioWwero
areHTa ¢hopmynel [V B NpUcyTCTBMKM pacTeopwTEnd, HEO-
BazarenbHo, B NPUCYTCTBMM OCHOBAHWA, AMA Nony-e-
HUA nepdTopankaHoNaMUHOHWTpUNa dopmMynsl | Co-
eauHeHue dopMynel | 3aTem LMKIMW3YIOT B NPUCYTCTBAU
BOAHOMO PacTBOPA KUCMOTE ANS NOMYy-eHWUs COeRUHWS
chopmynel I, 2-nepdropanknn-3-oKcasonuH-5-oHa

PacTeopuTeny, MNPUWrogHLle ANA  UCNonb3o-
BaHWA B cnocobe AaHHoro wsobpeTeHud, ABNATCA

it 2n+1

(1)

H.O

{EI)

aApOMaTUYSCKMMK YITIEEOOOPOAaMK I TANoreH1po-
BaHHBIMW ApOMaTUUECKWMM YIMEBCAOPOAaMN, Npejl-
NOYTUTENLHC, APOMATUYECKUMU  YITIEBOAOPOAAMM,
TakuMu Kak Tonyon, Berson, kcwnon u nv nogobHele,
6onee npegnodTUTENLHO, TOMYONaM

KvcnoTel, NpurogHole ANA WCNOMb30BaHWA B
cnocobe AaHHOrO WU30BPEeTeHMs, BKIIOUAKT CEpHYID
KUCNOTY, MEeTaHCYNbthOHOBYK KUCMOTY, P-TOMyor-
CyNbOHOBYH KMCNOTY, HATanUHCYNshOHOBYKO KUG-
nory, oTopbopHyte  kucnory, GopTpudTOoprgHbEe
KOMNNeKkce W MM NogobHee BopTpudgTopngHue
KOMNNeKcH MOryT BENuaTe BF; sTepar, BF: Me-
TaHOMNOBLIA KoMNNekc, BF; aTaHOMNOBLIA KOMANEKS,
BF: gwrugpat v vM nogobHeie Bopa MoxeT EHTE
npeacTaeneHsa B BUAES TMAPATA, TO €CTb MOHOIMApaTa
pP-TONYoncyNbMOHOBOR KWCNCTEI, WKW C PacTBOPEH-
HblM BELWEeCTBOM, Takum kak 30-60% sogHui pacTeop
CEepPHOW KEMCNOThI

B peaneHoi npakTuke, koraa nepdropaynnx-
nopwg, TakoW Kak TpudpTopaueTunxXnopua, WCnonb-
3YIOT B KadecTee peareHTa dopmynel IV, mokeT BuiTh
Jo5CaBNeHo IKBUMONAPHOS KOMNWMECTBC OCHOBAHMWA B
kayecTee nornotutenAa HCI Cpeau OCHOBAHWA, KO-
Topee MOMyT BHTE MCNOMB30BaHE, KApOOoHaTH WK
BvKapboHaThl LWEMNoYHLIX MEeTanmnoe, WNv WX CMEecH,
WKW TRETHYHbIE aMWHE KapboHaThl WenouHbx Me-
Tannoe, Takne kak kapGonaT HaTpuAa WM kapbonaT
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Kanua MoryT BbiTe paccMoTpeHbl Takke, kak Bukapbo-
HaTbl, TaKMe Kak BrkapBoHaT HaTpwa unv Kanua

TpeTudHble aMWHLI, NPWIOAHEE ANA UCNONB3o-
BaHWE B cnocobe AaHHOro W30BpeTeHns, BRIHMAaIoT
nobon TpexsaMeleHHB Il aMWH, W3BECTHBIA W3 u-
TepaTypbl, TAKOR Kak TPWaNKWNaMWH, AWanKunapun-
AMUH, TPUapUNaMWH W WM NoAoBHBIE, NpPeanouTU-
TeneHo, TpWankwnaduH, Bonee npefnovYTUTEMEHO,
TPUSTMNAMWH

An=s Gonee ACHOMO NOHWUMaHWA wW3ohpeTeHus,
HW¥E NPeACTABNeHb NPUMepsl JTW NPUMEpPBl AB-

NAKTCA TONLKO WNMOCTRPATUBHBIMW W HEe AOMMHbI
paccMaTpHBaTECH B KAYSCTBE OrpaHUHUBAIOLLWX paM-
KA UMW OCHOBONOMAraLMe NpYHUWNE W3obpeTeHun
Kakum-nnbo obpasom

TepmuH H, C n F NMR oBoznauator Aaep-
HbIA MArHUTHRIA pe3cHaHc NpOoToHa, yrnepofa 13 u
dTopa 19, COOTBETCTREHHO

MNpumep 1
MNonyyenwe MN-[(p-XnopCeHsumuywaHomeTun] -
2.2, 2-TpuhTopayetamug

Q CF,

A) (CF,C0O),0

Cl CH,——NH,

CN

Cnoco6 A [lepemeluMBaeMylo CYCMNEH3INHO -
ymaH-p-xnopberznnamnHa (250 r, 1,5 mone) B TONyo-
ne obpabaTbiBaloT TPUMTOPYKCYCHBIM  BHIMAPWEOM
(315 r, 1,5 mone) npu 35°C B TeyeHue 90-MUHYTHOrO
nepuoga Cwmeck o6pabaTbBAOT renraHoM, NoMyYeH-
HEIA B pe3ynsTaTe ocagok oUNBTPYIOT WM oTdunsTRo-
BaHHYI0 NeneLwwky NpoMLIBaKT B Tonyone/renTade, no-
nyvyas ykasaHHbIA B 3amMaBuy NpoaykT, 323,7 T, BbIXOH
82%, Tnn 127-128°C, onpepenaemeulil ¢ NOMOLL IO 1H,
B¢ 1 "°F NMR ananusos

Cnoco6 B Pacteop a-ywar-p-xnopbeHannamu-
Ha (83,3 r, 0,5 Monk) B MeTaHone obpabaTeiBaloT
atunTpudTopayetatom (85,2 1, 0,6 Mons), nepeme-

WM By CF,COOEt
= Cl— H, — NH
uru C) CF,COC| T:
CN

B BUAe BnegHo-HenToro TBepAore npoAykra, 88,3
BEIXoq 67,2%, Tnn 127-128°C

Cnocob C Cmeck a-yuaH-p-xnopbeHannamnHa
(83,3 r, 0,5 Mone) W TpuaTUnamuHa (50,6 r, 0,5 Monk)
B Tonyone obpabaTeBalT no kannam TpudTopale-
TUunxnopugom (66,2 r, 0,5 monk), nepeMewnBaloT NpK
TEMMNEPATYPE QKPYKAOLWER cpeabl B TEYeHWe, npu-
MepPHO, 1 yaca u buneTPYT PUNLTPaT NPOMBIBAIDT
OfIMH pa3 BOAOH W KOHUEHTPUPYOT B BaKkyyme, no-
ny4ag ocagok Ocagok KpUCTANNU3ylOT B TONyo-
nefrekcaHe, NoNy4as ykasaHHLIA B 3arMaBid NPORYKT,
1142 r, oixop 87%, T NN 127-128°C

WKBAKT NpW KOMHAaTHOW TeMnepaType B TeusHWe, MpumMep 2
MPUMEPHO, 16 YacoB W KOHUEHTPUPYIOT B Bakyyme, MNonyueHue  N-(Apununanmernn)-2,2 2-Tpud-
nony4as octarok QJCTaTok KPUCTAITM3YIOT W3 TONyo- TopalusTaMUga
nairerTaHa, NONyYana YKasaHHLIA B 3arnaBUM NPOAYKT
L L 0 \\/CFS
M |
A CH —— NH,+(CF,C0),0 - N (|:H— H
ol CN I CN
Q Q

lcnonb3yq, B OCHOBHOM, Ty & Camylo Mnpo-
ueaypy, KOTOpaa onucaHa kak cnocob A npuMepa

nonyualT cnefyowue 32 N-(ApunyuaHmMeTun)-
2.2 2-TpudpropayeTamMuaom npogym?l I:Iyo,qyﬂu
Cn

1, M WCNoNb3yA COOTBETCTBYIOWWA o-ywaH BeH- OoNpenensioT ¢ NOMOLWEK aHanu3ce H, F
3UMTaMWH, B KAUecTBe WCXOAHOro Martepuana, NMR
Tabnuya 1
L o} \\/R
M
(I:H— H
Q CN
L M Q T.nn., *C Buixon, %
H 4-Br H 1280-128 5 76
H 4-CF; H 1150-116 0 63
3-Cl 4-Cl H 1130-1150 35°

a No GTHOLWEHUK K ansderngy, Ncnorns3yeMoMy B cUHTe3e no Strecker (McxopHed npoaykr no Strecker uc-

NONL3YHT B KaYeCTeS MCXOQHOMD MaTepHana)
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Mpumep 3

MNonydeHwe N-{o-LinaHTnennn)-2,2,2-TpudTopauetamnga

O CF,

N\

S

Z/ \>—|CH—NH2 CFLCO0 Z/ \B—CH— H
s L, |

Mcnoneaya, B OCHOBHOM, TAKYHO e npouegypy,
KOTOpaA OonMucaHa Kak cnoco® A B npumMepe 1, U Uc-
none3ya UCXogHeIA NpoAykT no Strecker, o-ywaH-2-
THOheHMETWNAMWH, B KAYECTBE MCXOAHOIC marepna-
2, NONYyJYakT yKasaHHBIA B 3arMaBUW NPOAYKT G BhI-
xoaoM™) 23%, T nn 73,0-74,5°C, onpeaensiT ¢ no-
MOLL 'H, 13C u "*F NMR ananusa

cl SH ——NH,+(n-C,FC0),0 —= Cl

CN

lenonbaya, B OCHOBHOM, TAKYIO Xe NpoUeaypy,
KOTOpas onucaHa kak cnocob A npuMepa 1, U ue-
None3ysl remmadTOPMAcNsHLIA aHMMApUE B KadecTee
NepbToRalMNUPYWEra areHTa, NONyYarT ykazaH-
Hbld B 3aIMaBUW NPORYKT B BUAE Benbix KpucTannos,

CI—@— (l:H —NH,+{C,F;C0),0
CN

llcnonkays, B OCHOBHOM, TAKYIO Xe Npousaypy,
KOTOpaA onWvcaHa kak cnocob A npumepa 1, » Hvc-
Nonb3yd MeHTaTOPNPONWOHOBHIA aHMMARKA B Ka-
uecTee nNepdTOPaLUNUPYICLLEro areHTa, NonyuatsT
YKa3aHHbIA B 3arNaBuK NPOAYKT B BUAe Benbix Kpyc-

o CF,

N

CN

a) Mo OTHOWEHWUID K UCXOLHOMY anbaervay, uc-
Nonb3yeMOMY B CHHTE3e No Strecker

Mpumep 4
MonyueHue N-[(p-XnopdeHnn)ynaHMeTnn]-
2.2,3,3,4.4,4-rentrapropbyTupamnga

o) C4F;-n

N

cH —NH

CN

¢ BeixofomM 95%, Tnn 93 0-850°C, onpefenawsT C
NoMOLL KD 'H, C u "°F NMR ananucs

MNpumep 5

MonyueHue N-[(p-XnopdeHnn)ynaHMeTnn]-
2.2,3,3,3-neHTadTopnRONUoHaMNLa

O C,Fs

N
— g
CN

Tannoe, Beixog 95%, Tnn 118,0-118,5°C, onpe-
AEensAIT ¢ NOMOoLWbIK 1H, “*C n "“F NMR aHanu3os
MpumMep 6
MNonyuenne  4-(p-XnopdeHun-2-(TpudTopme-
TUN')-2-0KCA30NUH-5-0Ha

0

Q

-tsa i\

Cl CH —NH p—’_ Cl \N/L CF;
| H,O

CN

Cnocob A Pacteop N-[{p-xnopderun)ynaH-
MeTun)-Tpucptopauetammnga (0,1 Mone) B Tonyone
npn 80°C oBpabaTHBaloT, YacTAMU, MOHOTUAPATOM
p-TonyoncynbdroHOBOW Kncnotel (p-tsa-H-Q) (0,11
Monbk) B TeyeHwe 0,75-1 0-yaccosoro nepuofa, ne-
perMewnsaeT npu 90-95°C B TeueHue 2-3 4yacos,
oxXNaxgakT U huneTpylT PUNETpaT NPOMBIBAKT
ABaxabl BOAOW W KOHUEHTPWPYIOT B Bakyyme, no-
nyyad mMacnaHuCcTHd ocTaTok Macno pacTBORAT
B renrane, OUNLTRYOT, W GuUNbTPAT JAVCTWINN-
pPYIOT B BakyyMme, NOMyuyas yKasaHHLIA B 3armasvd

npocadykT B BUge Macrna, Beixog 556%, Tk
78°C/0,01 mm Hg, onpegensoT ¢ NOMOLED 1H, e
n "°F NMR axanwsos

Cnocolb B Pactmeop NMN-[{(p-xnopdenwniywan-
MeTun)-2,2 2-Tputhtopauetamuaa (263 r, 0,1 monek)
B TONyone W B MeTaHcynedoHosol kucnote (10,7 r,
0,11 mons) npu 80°C obpabarwisaloT Bogol (2 Mn,
0,11 monb) B TeusHue 20-MMHYTHOTO nepwoga, ne-
peMewneaoT npu 90°C B TeveHwe S yacos W oxnax.-
JaT PeakyNoHHYI CMeCh MPOMbIBAIOT ABaXds BO-
Aol OpraHUueckuid cnol KOHUEHTPUPYIOT B BaKkyyMe,
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nonyyas Macno, KOTopoe AUCTUMIMPYHT B Bakyyme,
nony4as ykasaHHel B 3arnasuy NPogykT B BURE Mac-
na, 13,7 r, Tk 80°C/0,01 mM Hg

Mpumep 7
MonyueHue 4-(2-TueHwn-2-{TpudTopMeTun)-3-
OKCA30MUH-5-0Ha

0 CF, Q
SN
/s\_(fH— H%,_ /S\ N e,

CN

Mlcnonbays, B QCHOBHOM, TaKyIo e Npoueaypy,
KoTOpad onucaHa kak cnocob A npumepa € W, Wc-
none3ya N-(c-yuaHTuerun)-2,2,2-TpudsTopayetamug
B KaYecTBEe WCXOAHOIC Marepuana, nonyyalT yka-
33HHBIA B 3arNaBMy NpoaykT B Buae OnegHo-kopuu-
HEBOro TBEPAOro NpoaykTa, Baixof 50%, T nn 62.0-

O\L\\/
— NH

Mcnonb3yA, B OCHOBHOM, Takylo e npoueay-
py, KOTOpas onucaHa kak cnocoC A npumepa 6, »,

CF3
o i

Q CN

65,0°C, onpegenawT ¢ nomowgsto MK 1 1H, PcnF
NMR ananwnsos

MNpumep 8
MonyueHue 2-nepdTopanknn-3-OKCa3onuH-S-
oHa

L o]
M
O+ QO
3 » \ —,’/
Q NTTTR

AaMWUHOHUTPUN B KAYECTBE UCXOJHOIQ Marepuana,
NonyvyawT COeAVHEHNH, NPeACTaBNeHHule B Tabnu-

WCcnone3ys COOTBETCTBYOWMA nepdgropankaHon- ue 2
Tabnuya 2
L o
M 9]
N R
N
Q
L M Q R T, °C Ebixog, %
H 4-Br H CFa 430510 64
H 4-CF3 H CFa 390405 55
3-Cl 4-Cl H CFs 103%0 1 mm? 54
H 4-Cl H CaFs 390420 72
H 4-ClI H n-CaH> 930850 56
TrC

Tupax S0 exs

BifkpUTe aKlioHepHe ToBapUCTBO «l1aTeHTs

Yepaina, 88000, m ¥x

ropof,, syn larapiHa, 101

{03122)3-72-89 (03122)2-57-03




