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B KOTOPOWA:
Z npepcTaenseT cobon

R F
D—
| Vel
Re unm 4
R1npeacrasnsieT cobon
/ R,

On
Ris .

XnpeactaesngaeT cobort O, NH unu S;

A B, D, E n F kaxgbin He3aBMCUMO npeacraensder
coborn C,N,Owunun S;

R2, R3, R4, Rs 1 Rg kaxapln He3aBMcMMO npeacras-
nset cobow Bogopog, (C+-Ce)-ankun, apun, (C+-Cs)-
ankunapun, ranoreH, uuaHo-, HuTpo-, -NR7Rs,
-(CH2)mORg, -SRg, -SO2R9, -SO2NR7Rs, -NR7SO2Rs,
-NR7CO2Rg, -NR7CORy, -CONR7Rg unm -CO2Ro;
oaHa u3 nap R2un R3, Rz 1 R4, Ra n Rs nnu Rs n Re
MOryT GbITb B3ATbl BMECTe, 0bpasys NATU-CEMUYNEH-
HO€ arkuibHOe KOmbLO, LIECTUYNEHHOE apuilbHoe
KOmMbLO, NATU-CEMUYNIEHHOE reTepoankuibHoe KOrb-
Lo, cogepxawlee 1 retepoatom u3 N, O unm S, nm
NATA- UK LWECTUYNIEHHOE reTepoapuUiibHOE KOIbLO,
cogepxaulee 1 nnm 2 retepoatoma 3 N, O unu S;

R7 n Rg kaxabli He3aBMCMMO NpeacTaBnsieT cobon
Bogdopod, (C+-Ce)-ankun, -(CH2)qR10, (C1-Cs)-ankun-
apwvn, apun, unm

R7 n Rg moryr 6bITb B3ATbl BMecTe, obpa3ys 4eTbl-
pex-LecTUYrieHHoe KosbLo;

Ro npepncraBnget cobon Bogopoa, (C+-Ce)-amkun,
(C+-Ca)-ankunapwun, apun nm -(CHz2)wR11;

R10 1 R11 Kaxabin He3aBMCMMO npefcTaenseT cobomn
-OH, -OR 12, -CO2R 12, -CONHR 12 unu unaHorpynny;,
R12 npeacrtaBnsieT cobort Bogopon, (Ci-Ce)-armkun,
apun nnu (C1-Ce)-ankunapun;

R13 npegcraBnset cobori Bogopod, -ORius umnm
-NHCOR14;

R14 npegcraensiet cobon (C1-Ce)-ankun, (C+-Cs)-an-
Kunapun;

n paeeH 0, 1 nnu 2;

m paBeH 1, 2 unu 3;

g paBeH 2, 3 unu 4;

W paBeH 2, 3 unu 4;

BbILLEYOMSIHYTbIE apuUibHble TPYNNbl U apuibHble
YacTW BbILLEYNOMSHYTbIX ankuUnapusbHbIX PYNMN He-
3aBUCMMO NpeacTaBnsaoT cobor deHnn unu same-
LUEHHBIN PeHUN, NP 3TOM YNOMSAHYTLIA 3aMeLLeH-
Hbil eHMn MoxeT ObiTb 3amelleH OAHWM-TPeMs
(C1-Cy)-ankmnamu, ranoreHamu, rmgpokcunamm, uma-
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Horpynnamu, kapbokcamugorpynnamm, HATporpynna-
Mu n (C+-Ca)-ankokcurpynnamum; un

npepbiBUCTast JIMHMSE O3Ha4vaeT HeoObsi3aTenbHY0
OBONHYIO CBSI3b;

1 ero papmMaLeBTUYECKM NPUEMIIEMbIE COA.

2. CoeanHenne no n. 1, otnuyaroweecs TeM, 4Yto Ry
npegcraenseT cobon

R,
/
N
NR.R /Q
7 8, -
R,
|
A&N
()n‘Z
R

rae Rz, Rg n R13 uMetoT 3HayeHus, onpeaeneHHbie B
n.1.

3. CoeanHeHne no n. 2, oTnuM4yaroweecs 1em, Yyto Z
npeacraenseT cobom

rae A, D, E, Rz, R3, R4 n Rs umeloT 3HayeHwus, onpe-
aenexHble B N. 1, n Xnpegcrtasnset cobon NH.

4. CoeguHenue no n. 3, otnnyaroieecs 1emM, 4to R4
npeacraensieT cobom

rae Rz v R1z uMetoT 3HaveHus, onpefeneHHslie B . 1.
5. CoeanHeHve no n. 4, oTnuyakrLweecs TeM, 4YTo
R13 npeacraensiet cobor Bogopoa.

6. CoeanHeHune no n. 4, oTnuM4yalowweecs 1em, Yto Z
npeacrtaenseT cobon

R,

Rl )\ R

||3 A

‘e
|
e
R N

rae A, D, E, Rz, R3, R4 n Rs umeloT 3HayeHwus, onpe-
aeneHHble BN. 1, n Xnpeacraenset coboin NH.

7. CoeavHeHue no n. 2, otnn4yaroeecs TemM, 4to R4
npeactaensieT cobou

R,

N

13

)

rae R7 v Ri3 uMeloT 3HayeHus, onpeaerneHHsie B M. 1.
8. CoeanHeHve no n. 7, oTnuyakrLweecsl TeM, YTO
R13 npeacraensiet cobon -OR+14 1 R4 npeacraensiet
co6om -CHs.

9. CoemmHeHne no n. 7, oTnu4yatloweecs 1em, yto Z
npeacraensieT cobom

rae A, D, E, Rz, R3, R4 1 Rs umetloT 3HaveHus, onpe-
aenexHsle B N. 1, n XnpeacrtaenseT cobon NH.

10. CoeagnHeHue no n. 3, oTnMyaroLeecs Tem, 4Yto Z
npencTtaenseT cobon

rae Rz npepcraensier co6oii NOz, CN, SO2CHs,
SO2Ph, CONH2, u XnpeactaBnsieT cobon NH.

11. CoeguHenure no n. 10, otnnyatoLieecs TeM, 4YTO
R1 npeagcraBsnsaet cobon

||?7

N

R

13

rae R7 v R13 MMelOT 3HayeHus, onpefeneHHsie B M. 1.
12. CoegvHenve no n. 1, npeacraenstowee cobon
COeIMHEHMWE U3 NEPEYNCTIEHHBIX HAXE COEQUHEHI:
3-(2-gumeTMnamuHoa™n)-5-(3,5-guHnTponmpua-2-
mnamvHo)-1H-nHgon;
3-(2-gumeTMnamMmuHoaTnn)-5-(3-HnTponnpna-2-
nnamvHo)-1H-nHgon;
3-(2-gumeTMnamuHoaTn)-5-(3-TpudsTopme TMNNU-
pua-2-nnamvHo)-1H-nHgon;
(R)-5-(3-HnTpONMpma-2-nnamuHo)-3-(NMpponNnanH-
2-unvetn)-1H-nHgon;
(R)-3-(N-MeTMnmmpponuanH-2-unmeTnin)-5-(HuTpo-
nupung-2-nnamuHo)-1H-nHgon;
(R,S)-3-(N-metunnuppomauH-3-un)-5-(3-Hutponu-
pua-2-nnamvHo)-1H-nHgon;
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5-(6eH3okcas-2-nnammHo)-3-(2-aumeTmnamu-
HO3TUN)-1H-MHOom;
(R)-3-(N-uuknonponmnmeTunnmpponnamH-2-
unmetn)-5-3-HuTponupua-2-unamuHo)-1H-ungon;
(R)-5-(3-HnuTpOonmpua-2-nnamuHo)-3-(N-(2-nponum-
HUN)NMPPOIMANH-2-urnMeTun)-1H-nHgon;
(R)-5-(3-HuTponmpuna-2-mnamuHo)-3-(N-(2-npone-
HUN)NMPPOIMANH-2-unMeTun)-1H-nngon;
(R)-5-(3-HuTponmpua-2-unamuHo)-3-(N-nponun-
nupponuauH-2-unmetn)-1H-nHgon;
(R)-3-(N-6yTvnnmpponmanH-2-nnmeTni)-5-(3-
HUTpormpua-2-unmeTun)-1H-mHaon;
(R)-3-(N-atunnuppormaunH-2-unmetnn)-5-(3-Hut-
ponvpna-2-unamuHo)-1H-vHgon;
(R)-5-(3-HuTponmpua-2-unamuHo)-3-(N-neHtunnump-
ponuavH-2-unmeTtun)-1H-nHgon;
(R)-3-(N-(2-meToKCUaTUN)MIMPPONNANH-2-NNIMeTH)
-5-(3-HuTponupua-2-unamuHo)-1H-nHgon;
(R)-3-(N-(2-wpaHoaTMn)NMpponuamH-2-1nmeTnn)-5-
(3-HuTponupua-2-nnammHo)-1H-uHgon;
(R)-3-(N(2-umaHoMeTMN)NMPPOMANH-2-UIMe TN )-
5-(3-HuTponupna-2-nnammHo)-1H-nHgon;
5-(4-6eH3nn-1,3-Tmas-2-nnamuHo)-3-(2-gumeTuna-
MWHO3TUN)-1H-uHOoN;
(R)-5-(3-6eH3unTno-1,2,4-tnagmnas-5-nnammHo)-3-
(N-meTvnnmpponuamH-2-1unveTvin)-1H-nHgon;
3-(2-gumeTMnaMmuHoaTUN)-5-(NnprMmng-2-MNamumHo )-
1H-nnpon;
3-(2-gumeTnaMmuHoaTUN)-5-(3-MeTMnCynb OoHUM-
nupuna-2-nnamuHo)-1H-nHgon;
(R)-3-(N-metunnmpponnauH-2-nnveTtnn)-5-(2-Hnt-
podeHunamumnHo)-1H-u1HZom;
(R)-5-(6-meTOKCM-3-HMUTPONMPUA-2-MNaMUHO)-3-(N-
MeTUNMMPPONUANH-2-unveTnn)-1H-nHgon;
(R)-5-(4-meTun-3-Hutponmpug-2-unamuHo)-3-(N-
MeTunnupponuauH-2-unmetnn)-1H-nHgon;
(R)-3-(N-metnnmpponnavH-2-nnveTtvn)-5-(3-
HUTPO-5-peHunnmpna-2-unammHo)-1H-mHgon;
(R)-5-(3-umaHonmpua-2-unamunHo)-3-(N-vetnnnum-
pponuauH-2-nnmetn)-1H-vHgon;
(R)-5-(6-u3onponokcn-3-HuTponnupna-2-nnammHo)-
3-(N-meTunnuppormanH-2-unmetun)-1H-uHgon;
(R)-5-(4-umaHo-2-HuTpodheHunammHo )3-(N-
MeTunnupponuaunH-2-unmetnn)-1H-nHgon;
(R)-3-(N-metunnmpponnavH-2-unveTtnn)-5-(4-
TpudptopmeTnn-2-HnTpodeHunamuHo)-1H-nigon;

(R)-5-(5,6-gmnxnop-2-HntpodeHnnammHo)-3-(N-
MeTunnupponuanH-2-unmetin)-1H-nHgon;
5-(4-umnaHo-2-HnTpodeHmnnammnHo)-3-[(2R,4R)-N-
MeTUN-4-MeToKCUNMPPONMANH-2-unmeTun]-1H-
MHOom;
5-(4-6eH3nn-1,3-Tma3-2-unamuHo)-3-(2-gumeTuna-
MWHO3TUN)-1H-nHOom;
(R)-5-(3-6eHanntno-1,2,4-tnagmas-5-nnammHo)-3-
(N-meTunnupponuavH-2-unmetin)-1H-uHgon; u
(R)-5-(5-xnop-2-HuTpodeHunamuHo)-3-(N-metmn-
nmpponnauH-2-unvetun)-1H-nHgon.
13. dapmaueBTMYECKasi KOMMNO3UUMA AONS feyeHus
COCTOSIHVSA, BbIOpaHHOIO M3 rvnepTeH3mn, Aenpeccuiu,
cTpaxa, MuLEeBbIX PacCTPOWCTB, OXKUPEHWS, TOKCUKO-
MaHuK1, "rMcTammHOBOW" rONOBHOW 60NnKn, MUrpeHu,
60nM 1 XPOHNYECKON MapOKCU3ManbHOW remukpaHum
M ronioBHOW 60nu, CBA3aHHOW C COCYAUCTBIMWU pac-
CTPOMCTBAMU, OTIMYAIOWASACA TEM, YTO COOEPKUT
coeavHeHve no n. 1 B konuyectse, 3hPEeKTUBHOM
OnNsi TeYeHns TaKoro COCTOsHMS, U chapMaLleBTUYECKM
npuemMnemblii HOCUTErb.
14. dapmaueBTMYECKas KOMMNO3MUMA O feYeHust
pacCTpOWCTB, ABMSAIOWMXCA crneactBuemM aeduunt-
HOW CEPOTOHMHEPIMYECKON HENPOTPaHCMUCCUK, OT-
nuyarW@Asaca TeM, YTO COAEPXWUT COeOVHEHUE Mo
n. 1 B konmyecTse, apdHeKTUBHOM ANS NeYeHUs Tako-
ro paccTponcTaa, n dapmMaLleBTU4ECKM NPUEMIEMBbIN
HOCUTESb.
15. Cnocob neveHuns coctosHus, BbIbupaemoro n3 rm-
nepTeH3nMu, pfenpeccuun, cTpaxa, MNULLIEBbIX pacc-
TPOWCTB, OXXUPEHNSA, TOKCUKOMaHUKN, "rMcTammHoBon"
ronoBHoW 6onu, MUrpeHn, 6onu 1 XPoOHN4ECKO Napo-
KCM3MarnbHON reMyKpaHuu 1 rorioBHoON 6onwu, cea3aH-
HOW C COCYAWUCTbIMM paccCTpoiCTBaMK, OTNMUYalo-
WUACA TEM, YTO BBOOAT MIIEKOMUTAIOLLEMY, HYXAa-
IOWEeMYyCsl B TaKOM JleyeHuun, coeamHeHme no n. 1 B
Konuyectse, 3PEKTUBHOM AN1A NEYEHUs Takoro co-
CTOSIHUS.
16. Cnocob nevyeHMs pacCTPOWCTB, SABMAHOLIMXCA
cnegcteneM  AeUUUTHOM  CEPOTOHUHEPTMYECKOn
HENPOTPAHCMUCCUM, OTNIMYAIOWMICA TEM, YTO BBO-
OST MIIEKOMUTAIOLLEMY, HYXOAIOLWEMYCS B TakOM re-
YeHuu, coefumHeHue no n. 1 B konu4yecTse, adpek-
TUBHOM [151 FIeYEHNS TAKOrO COCTOSAHMS.

Hacrtosiee un306peTeHne OTHOCUTCA K MPOMU3-
BOAHbLIM MHOONA, K cnocobam 1 NpoMEXYTOYHbIM CO-
€AVHEHUAM Anst UX nonyveHus, k capmauestnye-
CKUM KOMMO3ULMAM, COAepXallum MPOM3BOAHbIE WH-
gona, u K UX NpUMEHeHnto B MeamumHe. AKTUBHbIE
COEONHEHMs1 HacCTosILWEro Wn3o0peTeHus NPUroaHbl
ONSA NeYeHns MUTPEHU U OPYTNX HapYLUEHWIA.

MateHTbl CLUA Ne 4839377 1 Ne 4855314 un nyb6-
nukaums 3asBkn Ha EBponenickmnin nateHT Ne 313397
OTHOCATCA K 5-3aMeLLeHHbIM  3-aMMHOAnNKUIMHOO-
nam. CoobwaeTcsi, YTO COEQUHEHUSI NPUTOOHbI And
neYeHVst MUTPEHU.

3asiBka Ha naTteHT Benukobputanumn 040279 ot-
HocuTes K 3-amuHoarkun-1H-vHgonTMoamuaam wm
kapbokcamungam. CoobLiaeTcs, YTO coeauHeHns npu-
rogHbl 4ns nedeHust mnepTeHsumn, GonesHn PerHo u
MUIPEHN.

Mybnukaums 3asiBkM Ha EBponenckuii naTeHT
Ne 303506 oTHocuTCa K 3-1onuruaponnpuann-5-3a-
MelleHHbIM-1H-nHgonam. CoobljaeTtcsa, 4Yto coeau-
HeHus faBnsiloTCA aroHuctamu 5HTi-peuenTopa, 06-
najarT COCYAOCYXalLelh akTMBHOCTbIO U MPUTOAHbI
ONS NeYeHns MUTPEHM.

Mybnvkauma 3asBku Ha eBpPOMNewncKUi naTeHT
Ne 354777 otHocutca k N-nMnepuanHUIMHOOMMM-
aTMnankaHcynbgoHamMmuaHbIM npon3BoaHbiM. Co00-
LAeTcs, 4YTO COEeAMHEHUS SABNAKTCA aroHMCTamu
5HT+-peuenTopa, obnapatoT COCyOOCYKaKLWEN ak-
TUBHOCTbIO M NPUTOAHbI ANS JIEYEHUS TONOBHON 6oMnK.

KpaTtkoe nanoxeHuve cytm nsobpeteHus.

HacTosiwee usobpeTeHne OTHOCMTCH K COeanHe-
HUAM dopMynbl I:
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R,
X
vid N\
NH
B KOTOpOW Z NpeAcTaBnseT:
R,
I R.
R4\ //B\ /R2 |
D A
A e
_ES R Y
R; F D—_E
| /7N
Re R4 Rs

nnn

R4 npeacrasngeT:

, unm

1
/\%f)nZR

Xnpeacraenset O, NH unu S;

A B, D, E n F, kaxapii He3aBucMmO, NnpeactaBnseT
coborn C,N,Ounun S;

R2, R3, R4, Rs n Re, Kaxapln HesaBucumo, npea-
ctaBnget cobonm Bopopoa, (Cx-Ce)ankun, apwun,
(C4-Cs)ankunapun, ranoreH (Hanpumep, dTop, Xop,
6pom unu nopa), umaHorpynny, HuTporpynny, -NR7Rs,
-(CH2)mORg, -SRy, -SO2R9, -SO2NR7Rs, -NR7SO2Rs,
-NR7CO2Rg, -NR7CORg, -CONR7Rs unu COzRg; 06-
pasytowme ogHy ux nap Rau Rs, R3n Rs, R4 Rs unu
Rs 1 Re, B3siTble BMecTe, MOryT o6pa3oBbiBaTh NSATU-
CEMWYNEHHOE anKUbHOE KOSbLO, LIECTUYNIEHHOoE
apunbHoOe KOoIbLO, MSATU-CEMUYNEHHOE reTepoarn-
KWUIbHoe Konbuo, cogepxawee 1 retepoatom N, O
unM S, UnNn NATU-LECTUYNIEHHOE TreTepoapusibHoe
Kombuo, cogepkawee 1 unm 2 retepoatoma N, O
mnun S;

R7 n Rs, kaxabii He3aBUCUMO, NpeAcTaBnsieT BO-
popoga, (C+-Cs) ankun, -(CH2)qR10, (C4-C3) ankuna-
pun, apun; unu

R7 n Rs, B3aTble BMecTe, MoryT obpasoBbiBaTh Ye-
TblpeX-LIECTUUIIEHHOE KOMbLO;

Ro npegctaenseT sBogopog, (C+-Ce) ankun, (C1-Cs)
ankunapun, apun unu -(CHz)uR11;

R10 1 R11, Kaxdpln He3aBUCUMO, NPeACTaBnsieT Co-
6o -OH, -OR12, -CO2R12, -CONHR12 unu umaHo-
rpynny;

R12 npeacraenset Bogopod, (C1+-Ce) ankun, apun
unu (C1-Ce) ankunapmn;

R13 npeacraensaet Bogopod, -OR14 nunu - NHCOR14;

R14 npeactasnsaet (C1-Ce)ankun unmm (C+-Ca) anku-
napwn;

n pasHo 0, 1 nunu 2;

m paBHo 1, 2 unu 3;

q paBHO 2,3 unn 4;

W paBHO 2, 3 unn 4;
yKa3aHHble apubHble rpynmnbl U apunbHble dparMeH-
Tbl YKa3aHHbIX ankurapusibHbIX rPynn He3aBUCMMO
npeacTaenaoT coboit heHnn nnm 3ameLLeHHbIn de-
HUI, U YKa3aHHbIA 3aMeLLEHHbIN eHU MoXeT OblTb
3amelleH ogHum-Tpemsi (C1-Cs) anmkunamum, ranore-
HOM, MOpPOKcUrpynnamu, LmaHorpynnamu, kapbokca-
Mugorpynnamu, Hutporpynnamum u (Cq+-Cs) ankokou-
rpynnamu; a

npepbiBUCTast NMHMA 0003HaYaeT HeobA3aTENbHYO
OBOWNHYIO CBSI3b;

M K nx capmaueBTMYeCKU MpUEMIMEMbIM COSsIM.
YkazaHHble COeAMHEHUS NPUTOLHbI ANS NEYEHUS MUT-
pPEeHM M JpYrMX COCTOSIHWUIA, KoTopble obcyxaatoTcs
HWXKeE.

CoeavHeHus n3obpeTeHyst BKIHOYalOT BCE ONTU-
Yyeckue nsomepbl gopmynel | (Hanpumep, Bce R-un S-
3HAHTMOMEpbI) M WX paueMuyeckMe K auactepeo-
MepHble cMecu. Koraa R1npeacraenseT:

npegnoytMTenbHbl R-gractepeoMepbl ¢ XvpanbHbiM
aTomMoMm yrnepoga, oTMeydeHHbIM *. Korga Ri3 npegn-
craensieT -OR14 nnn —NHCOR14, 0cobeHHO npeanoy-
TUTENbHbI UMC-anMmepbl (abcontoTHas kKoHdUrypauns
(2R, 4R)).

Ecnn HeT gpyrMx ykasaHwui, ankunbHble rpynnbl,
KOTOpble 34eCh yKasaHbl, Tak Xe Kak W ankuibHble
dparMeHTbl ApYrMX rpynmn, KoTopblie 34ecs YNoMUHa-
H0TCA (Hanpumep, ankoKcUrpyrnmn), MoryT 6biTe NUHER-
HbIMWU WMW pPa3BETBMNEHHbIMW, U OHU TawkKe MOryT
OblTb  LMKIMYECKUMU (HAMPUMep, LMKMOMPONUIoM,
LUMKMNOBYTUMOM, LMKMOMNEHTUIOM WU LMKIIOreKan-
nom), unu BbiTe NMHEAHBIMU UNW Pa3BETBIIEHHLIMU U
copgepxaTb LMKMMYECKMe YacTu.

MpeanoyT!TeNbHLIMU COEAUHEHUSIMU HACTOSILLIE-
ro n3obpeteHus SBMSATCA coeauHeHus dopmMynb |,
B KOTOpbIX R1 npeacTaBnseT:
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R,
/AK(N
()n)..,
R

roe: Rz, Re 1 Rz MMeloT onpeaeneHHble Bbllle 3Ha-
YeHus;
Z npeacrasnser:

13

R,

R, R,
\?/*ﬁ O
\\N / AN

unm R, Rs

E
/
RS
rae: A, D, E, Ry, R3, R4 u Rs umetoT onpeaeneHHble
BbllLle 3HaYeHwusi; u X paBeH NH.
BbilwensnoxeHHoe onucaHue HacTosLero M3o-
OpeTeHust BKMYaeT COeMHEHUsT crieayloumx dop-
Myn:

F|<7
RN
_X
z A\
NH R,
NR,R
_X 7Mg
z A\
NH y
X =
4 A\
N

OcobeHHO npeanoYTMTENbHBIMU ABNSIOTCA Cre-
Ayl LIMe COeANHEHS:
3-(2-aumeTMnaMmuHoaTMn)-5-(3,5-guHuTponmpna-2-
unamuHo)-1H-uHgon;
3-(2-pumeTnamMmuHoaTnn)-5-(3-HnTponupuna-2-nna-
MWHO)-1H-nHgonm;
3-(2-aMmeTMnaMmuHoaTMn)-5-(3-TpudropmeTMNNm-
pua-2-nnamvHo)-1H-nHgon;
(R)-5-(3-H1uTpONMpuna-2-nnammHo )-3-(MMpponnanH-
2-unmetnn)-1H-nHgon;
(R)-3-(N-metunnupponnaunH-2-nnmetnn)-5-(HuTpo-
nupuna-2-unamuHo)-1H-nHgon;
(R,S)-3-(N-meTunnuppormaunH-3-un)-5-(3-Hutponu-
pua-2-nnamvHo)-1H-uHgon;
5-(6eH3okcaz-2-nnammHo)-3-(2-aMMmeTMnaMmmHo-
amwn)-1H-uHgom;
(R)-3-(N-upknonponunMeTMnnupponuanH-2-
unmetnn)-5-(3-HuTponupua-2-unamunHo)-1H-nngon;

(R)-5-(3-HuTponunpua-2-nnamuHo)-3-(N-(2-nponu-
HUN)NMPPOIMANH-2-unMeTnn)-1H-nHgon;
(R)-5-(3-HuTponmpua-2-unamumHo)-3-(N-(2-npone-
HUN)NMPPOIMANH-2-nnMeTnn)-1H-nngon;
(R)-5-(3-HnTpOonupua-2-nnamuHo)-3-(N-(2-nponun-
nupponuauH-2-unmetun)-1H-migon;
(R)-3-(N-6ytvnnumpponmanH-2-nnmeTui)-5-(3-
HUTpONMpUA-2-unamuHo)-1H-nHgon;
(R)-3-(N-atvunnuppommanH-2-nnmetni)-5-(3-HuTtpo-
nupua-2-unamuHo)-1H-nHgon;
(R)-5-(3-HuTponmpua-2-mnamuno)-3-(N-(2-neHtmn-
nupponnauH-2-unmeTun)-1H-nHgon;
(R)-3-(N-(2-meToKCUITUN)MIMPPONNANH-2-UNIME TN )-
5-(3-HuTpONupmAa-2-nnamuHo)-1H-mHgon;
5-(4-6eH3nn-1,3-Tma3-2-unamuHo)-3-(2-gumeTuna-
MWHO3TUN)-1H-nHaom;
(R)-5-(3-6eH3nntno-1,2,4-tnagmas-5-nnammHo)-3-
(N-meTvnnupponumH-2-unveTvin)-1H-nHgon;
3-(2-aumeTMnamMmumHoaTMN)-5-(NMpMMUA-2-unamuHo )-
1H-nnpon;
3-(2-gumeTMnaMmuHoa™Mn)-5-(3-meTuncyns oHun-
nupung-2-nnamuHo)-1H-nHgon;
(R)-3-(N-metunnmpponnaunH-2-nnvetnn)-5-(2-
HUTpodeHnnammHo)-1H-nHgon;
(R)-5-(6-meTOKCK-3-HUTPONMPUNA-2-MnamumHo )-3-(N-
MeTunnmpponuaunH-2-unmetin)-1H-nHgon;
(R)-5-(4-metnn-3-HuTponupua-2-nnamuHo)-3-(N-
MeTunnupponuanH-2-unmetin)-1H-nHgon;
(R)-3-(N-metunmmpponnavH-2-nnmetnn)-5-(3-Hnt-
po-5-theHnnnupuna-2-unamuHo)-1H-nHgon;
(R)-5-(3-umaHonvpua-2-unamuno)-3-(N-metmn-
nMppoNnavH-2-nnmeTun)-1H-nHgon;
(R)-5-(6-n3onponokcu-3-Hutponmpna-2-unaMmmHo)-
3-(N-meTunnuppormavH-2-unmetvnn)-1H-uHgon;
(R)-5-(4-umaHo-2-HuTpodeHunamuHo )-3-(N-vietmn-
nupponuauH-2-unmetn)-1H-migon;
(R)-3-(N-metunnmpponnauH-2-nnmetnn)-5-(4-tpm-
dpropMeTUn-2-HUTpodeHMnamMmmHo )-1H-nHgon;
(R)-5-(5,6-gnxnop-2-HntpodeHmnnammHo)-3-(N-me-
TUNNUPPONUANH-2-unMeTnn)-1H-nHgonm;
5-(4-umaHo-2-HnTpodeHunaMmHo)-3-[(2R,4R)-N-me-
TUN-4-meTokcunmupponuguH-2-nnmetnn]-1H-nHgon;
(R)-5-(5-xnop-2-HuTtpodeHnnamuHo)-3-(N-metun-
nupponuauH-2-unmetin)-1H-nigon;
(R)-3-(N-(2-umaHoaTnn) NuppormanH-2-nnmeTnn)-5-
(3-HuTpONUpUA-2-unammHo)-1H-nHgon n
(R)-3-(N-umaHomeTnn) NpponuanH-2-unveTnn) -5-
(3-HuTponupnAa-2-unammnHo)-1H-nHgon.

OpyrMn  xapakTepHbIMU  COEAVMHEHUAMMW  Ha-
cTosILero M3obpeTeHNs ABMSAOTCS credylowme co-
eQVHeHNs:

6-(3-(2-aMMeTMNaMUHOITUN)MHAON-2-UNaMUHO) My-
pUH;
3-(2-gpumeTMnamuHoa™MN)-5-(2-HNTpOheHNa-
MWHO)-1H-uHaon;
3-(2-gumeTMnaMmuHoaTMN)-5-(3-ammHoKkap6oHUNNK-
pua-2-nnamvHo)-1H-nHgon;
3-(2-gumeTMnamuHoaTMn)-5-(2,6-guHnNTpOodheHnna-
MWHO)-1H-uHaon;
3-(2-gumeTMnamuHoa™MN)-5-(2-umaHobeHNa-
MWHO)-1H-uHgonm;
3-(2-gumeTMnaMmuHoaTMnN)-5-(2,4-guHNTpOodeHnna-
MWHO)-1H-uHaonm;
3-(2-gumeTMnaMmuHoaTMn)-5-(6-aTokcukapBGoHUN-3-
MeTuntno-1,2,4-tpmasunH-5-mnammHo)-1H-nHgonm;
5-(1-cbeHnnTETPa3-5-MNaMUHO)-(2-oMMeTUNaMMHO-
atun)-1H-nHgon;
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5-(3-HuTponupna-2-nnammHo)-3-(nunepua-4-un)-
1H-nnpgon;
5-(3-HuTponupuna-2-unamuHo)-3-(1,2,5,6-tetpa-
rvmaponupua-4-un)-1H-ungon;
5-(5-HuTtponupna-2-nnammHo)-3-(1,2,5,6-tetpa-
rmaponupua-4-un)-1H-uHgon;
5-(3-HuTponupung-2-nnokcu)-3-(1,2,5,6-tetparmapo-
nupung-4-un)-1H-nHgon;
5-(5-HuTponupua-2-unoken)-3-(1,2,5,6-teTparnapo-
nupug-4-un)-1H-nHgon;
3-(2-gumeTMnamMmuHoaTn)-5-(3-ammHonmpma-2-
unamuHo)-1H-nHgon;
3-(2-pumeTnamuHoaTnn)-5-(3-cdeHunkapboxmna-
MUHONMMpPUA-2-MnamuHo)-1H-vHgon;
3-(2-gumeTMnamMuHoaTMn)-5-(6-6eHsnnammHo-
kapboHun-3-meTnnTno-1,2,4-TpuasnH-5-nnammHo)-
1H-nupon;
5-amnH0-3-(N-metunmupponugui-3-un)-1H-nHgon;
(R)-5-amunHo-3-(N-veTunnupponuamH-2-unveTvnn)-
1H-nngon;
(R)-5-amuHo-3-(MMpponuavH-2-nnmetun)-1H-
WMHOONM.

Hacrtosiwee un306peTeHne Takke OTHOCGUTCH K
dapmMaLeBTUYECKON KOMMO3NLMW Anst NeYeHns coc-
TOSHWS, BblbMpaemMoro cpeau runepTeHsun, genpec-
cuu, cTpaxa, NULLEeBbl X paCCTPONCTB, OXUPEHUS, TOK-
CUKOMaHuu, "TmcTaMMHOBORN" ronoBHoM Gorm, mMurpe-
HK, BONN N XPOHNYECKOM NAPOKCM3MarbHON reMukpa-
HMM W TONOBHOM GONM, CBA3AHHOM C COCYAWUCTbIMU
3aboneBaHus MK, KOTOpas BKIOYaeT KOMMYECTBO CO-
eavHeHus dopmynel | nmm ero dapmaueBTUHECKU
npuemnemMon conun, acppekTMBHOE ANd fnevYeHus Ta-
KOro COCTOsiHVSA, U dhapMaLeBTUYECKN NMPUEMIIEMbIN
HOCUTESb.

Hacrtosiwiee un3obpeTeHne oOTHOCUTCA Takke K
cnocoby neyeHns cocTosHUsA, BbiIbMpaemoro cpemm
rMnepTeHsnn, Aenpeccuu, crpaxa, MuLeBbIX pacc-
TPOWCTB, OXXUPEHNSA, TOKCUKOMaHUK, "rmMcTtammHoBon"
ronoBHOM Gonu, MurpeHun, 6onu 1 XpoHU4ECKo napo-
KCM3MarnbHON reMyKpaHuu 1 ronoBHon Gonu, ceA3aH-
HOWM C cocyaucTbiMu 3aboneBaHUsIMK, 3akovaroLle-
Mycsi BO BBEOEHWW MIieKkonuTalowemMy (Hanpumep,
YenoBeKy), HyKAalLWeMycs B TaKOM IEeYEHUU, KOorm-
YyecTBa coeAuHeHus dopmynbl | unn ero dapmaves-
TUYECKN NpUeMnemMon comnu, adpekTmBHoro ana ne-
YEHMWS TaKOro COCTOSTHUS.

Hactoswee wn3obpeTeHne OTHOCUMTCA Takke K
cnocoby neyeHnss PacCTpoONCTB, ABMSIOLMXCA pe-
3ynbTatoM AeUMUNTHON CEPOTOHEPTMYECKON Henpo-
TpaHcmuceun (Hanpumep, Aenpecan, ctpaxa, nuile-
BbIX PACCTPOWCTB, OKMPEHNSA, TOKCMKOMaHuK, "mcra-
MWHOBOW" ronoBHOM 6onun, MuUrpeHn, 6onu n XpoHu-
YeCcKon MapokeM3aMarbHOW reMUKpaHUU W rofloBHOM
6onn, ceaA3aHHOW C cocyaMcTbiMU 3aborieBaHuAMM),
3aKnoYalLWemMycs BO BBEAEHUMM MIeKonuTarLlemy
(Hanpumep, 4YenoBeky), HykaatLweMycs B TaKoM e-
YeHUU, KommyecTBa coefmHeHus copmynbl | unm ero
hapmaueBTU4ecKn npruemnemon conu, acpdeKTMBHO-
ro Ans neyYeHus Takoro COCTOAHUS.

Hacrosiwee usobpeTteHune Takke OTHOCUTCA K CO-
eanHeHuto gopmynbl Il

A\

NH I

B KOTOpoh X U Ry MMEIOT Te Xe 3HayeHus, KoTopble
onpegeneHsl ana dopmynbl |. CoeguHenusa op-
Mynbl Il MoryT BbITb MCMONBL30BaHbI, HaNpUMep, B Ka-
YeCTBe NPOMEXYTOUHbIX COEAVHEHUI ANS Nony4eHus
coeauHeHun dopmynel |.

Moapo6bHoe onuncaHue nsobpeTeHus.

CoeavHeHnsa dopMynbl | nonyyatoT B COOTBETCT-
BUM CO crneayloLlen aanee peakuMoHHON CXeMOW:

H-x
\ "
+ H +
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LA 18

CoeguHenue dopmynel ll, B koTopom R1 umeeTt
3HayeHWsi, YCTaHOBMEHHble Bblile Ans dopmMynbl |,
BBOAAT BO B3aMMOAENCTBME C coeamHeHneM opMy-
nol Il Auvnum Il B, B koTopbix X, A, B, D, E, F, Ry, R,
R4, Rs u Re meloT 3HaveHns, onpefeneHHble Bbille
ana gopmynel |, 1 LG npeacraBnset cobon oTwen-
NgOLWyoca rpynny, Takylo kak, Hanpumep, Cl, Br, |,
SCH3, SO2CH3, SPh unu SO2Ph (Ph=cpeHun). 31a
peakuus MoxeT BblTb OCyLeCTBNIEHa B KWUCMOWN, Lie-
FNIOYHOW UM HenTpanbHoOW cpefe, 06bIYHO NP MOoBbI-
LWeHHbIX TemnepaTtypax. [logxogsiwme OCHOBaHMA
BKNIOYAIOT rmapokapboHaT HaTpuUs, TpmankunamuHel,
rMapva Hatpusa m kapboHaTt Hatpus. MNMpeanoytnTens-
HbIM OCHOBaHWEM ABRseTca TpuatunamuH. MNogxoas-
LLMe KUCMOoTbl BKI0YalOT MUHeparbHble KUCOoThl (Ha-
npvmep, COMNSHYIO NN GPOMUCTOBOAOPOAHYIO KUCIIO-
Ty) U OpraHMYyecKkMe KUCnoTbl (Hanpumep, YKCYCHYHO
kucnoTy). [peanovtMTenbHOW KUCNOTOW siBNsieTcH
ykcycHaa kucnoTa. [logxogswme pacTBopuTenm
BKITIOYAKOT MeTaHOn, 3TaHom, AMOKCaH, TeTparmapo-
dypaH, auetoHuTtpun u N,N-gumetTundopmammng.
MpegnoytMTenbHLIM pacTBOpUTENEM SIBNsieTCS 3Ta-
Hon. Peakumio obblYHO MPOBOAAT NpW TemnepaTtype
ot 50°C pgo 154°C, npegnoymwmTenbHo - ot 70°C
no 80°C.

NH
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CoeguHernusa copmynbl Il MoryT BbITb NOMyYeHsb,
KaK NoKasaHo B OBLUMX YepTax HUXe:

R15
7 |/\>
X~"NH il
\
Rie
74 |/\>
X~ ~NH vi
\
R16 R17
m
NH Vv
R, R
m
NH v
R

CoeguHenusa copmynel VI, B koTopbix R1e npea-
cTaBnsieT cobon rpynny ¢ 3alMLLUEHHbIM reTepoaTo-
MOM, Takyto kak, Hanpumep, N(R1g)2, -NHR1s, -ORjg,
-SR1s, 2,5-gumetun-1H-nuppon wnnm -NO2, n Rig
npeacraensieT cobor Bogopos, 6eHsoun unu 6eHsun,
nonyyatoT nyTemMm B3auMoAeNCTBUSE coeauHeHus dop-
mynbl VI, rge: Ris npeacraenset cobon -SH, -NHo,
-OH, ¢ 6eH3un- unm GeH3ounranoreHngamu (npea-
noyYTMTENbHO - GeH3MnGpoMmuaoM unu GeHsounxno-
puaoM) unu aueTunaueToHOM B MPUCYTCTBUU OCHO-
BaHUA U B uMHepTHOM pacteopuTene. CoeavHeHus
dopmynbl VIl asnsatoTca nmbo kommepyeckn JOCTyr-
HbIMW, NGO MOryT ObiTb MOMyYEeHbl MeTodamu, U3-
BECTHBIMW creuuanuctam B AaHHou obnactu. MNoga-
XO4sLUME OCHOBAHUSA BKITHOYAOT GukapboHaT HaTpus,
KapboHaT HaTpusl, NMAPUA HATPUS U TpUANKUIaMUHbI.
MpeanoyTMTenbHLIM OCHOBaHWEM SIBSIETCS TPUITU-
namuH. lMoaxoasime pacTBOpUTENW BKIOYAKOT AuW-
MeTundopmammna, Npoctble admpbl (BkKNOYaa TeTpa-
rmapodypaH) n (C+-Cs3) cnupTsl. MNpeanoytntensHuim
pacTBopuTenem siBnsieTca TeTparmapodypaH. Peak-
LMo 06bIYHO NPOBOAAT Npu TeMnepaTtype oT 25°C go
100°C, npeanoymmTensHo - npu 25°C.

CoeguHerusa copmynbl V MOryT 6biTb NOMyMEHbI
B3aMmogenctsuem coeguHeHus dopmynel VI, B Ko-
Topom Ris umeeT 3HaveHue, onpegeneHHoe Bbille
ans chopmynel 1V, ¢ COOTBETCTBYIOLLMM 3neKTpogdm-
NOM B KUCMOW, LLIENOYHON Unu HeWnTpanbHOW cpefe.
Moaxopsime anekTpodunbl BKIOYAKT XNopaHmma-
puabl N-3alwmLIeHHONW MpOoNMHOBOM KucnoTel, N-3a-
LLMLLEHHbIE 4-NNnepuaoHbl, OKCanunxnopua n uMmuasl
ManemHoBon KucnoTbl. B cnydae okcanunxnopuia
obpasyomincs B pesynbTaTte Xnop-aHmapua MHaon-
3-rMMoKCamMoBON KUCIOTbI 3aTEM BBOASIT B peakumio
CcO BTOpUYHbIM amuHom cpopmynbl NHRsRs, roe Rs u
Rs nmetoT 3HaYeHns, onpegerneHHble ans ¢opMynbl I.
Moaxopasilume KUCnoTbl BKIKOYAOT MUHEpParbHbIe Ku-
CNnoOTbl, YKCYCHYIO KWUCIOTY U MYpPaBbWUHYIO KWUCIOTY.
Moaxoadsiume  OCHOBaHWS  BKIIOYAKT  peakTUBbI
puHbsApPa, B TOM YMcne marHunépomug, nepBuYHbIe,
BTOPUYHbIE UNN TPETUYHbIE aMUHbI, MeTanIn4yeckun
HaTpUM NN Kanum unu rmapua Hatpus. Noaxogsaume
pacTBopuTENM BKIOYAOT MNpocTble 3dmpbl (B TOM
yMcne TeTpamapodypaH u AMaTMNoBbIn admp), 6eH-
30711, TOMYOJ1, YKCYCHYIO KUCMNOTY, MypaBbUHYIO KUCIO-
Ty unm (C+-Cz)cnupTel. Peakupio o6blYHO NpoBOAAT
npu Temnepatype ot 0°C go 150°C, npeanoytntess-
HO - B MHTepBane ot 0°C go 120°C. B cnyyae, korga
anekTpodmn npeacrasnaeT cobown xnopaHrapug N-
3aLUMLLEHHON NPOSIMHOBON KNCNOTbI, MPeanoYTuTeNb-
HbIM pacTBopuTENEeM SBMseTCs OeH30M, peakumio
npeanoyvTMTENbHO BECTM B LUENOYHOM cpene, Uc-
nonb3ys MarHunbpomua kak npepnoyvtutenHoe oc-
HOBaHWe, N peakuuio BeayT NpeanovTMTENbLHO Npu
0°C. B cnyyae, korga anektpodwmnom siensietcs N-
3aWMLEHHbIA  4TMNEepUACH, NpeanoYTUTENbHbBIM
pacTBOpuTENEM SIBMSIETCS METaHOI, peakuuio npea-
NoYTUTENBLHO NPOBOAMTL B LUENOYHOW cpefe, Uc-
nonb3ys B KayecTBe NPeanoyYTUTENbHOTO OCHOBaHUSA
MeTOKCUA HaTpu4, U TeMnepaTtypa peakuum npeanoy-
TMTenbHo coctaBnset 65°C. B cnyvae, korga anek-
Tpodhmnom sBNSETCA OKcarmnxnopuza, npeanoytv-
TENbHbIM pacTBOpUTESNIEM SABMSETCA MPOCTON admp,
peakLuu1io NpeanoyYTUTENBHO OCYLLECTBISATL B LUENOY-
HOW cpefe, UCMonb3yst B KavyecTBe NpeanovTUTesb-
Horo ocHoBaHuma HNRsRe, 1 Temnepatypa peakuum
npegnoytutensHo coctaenset 0°C. B cnyyae, korga
anekTpomnom ABNsAeTCs UMK MaremHoBON KUCHo-
Tbl, MPEANOYTUTENbHLIM pPacTBOPUTENEM SIBNSETCA
YKCYCHasi KMUCrioTa, peakumto npeanoyTMTeNIbHO Npo-
BOAWTb B KWUCINOW cpefe, MCNOMb3yst YKCYCH Y0 KMUCMOo-
Ty B KayecTBe MNpeanovTMTeNnbHOW KUCMOThbI, U TEM-
nepatypa peakuMnm MpeanoyTMTenbLHO cocTaBnseT
101°C.

CoeguHeHust gopmMyrbl IV MoryT 6biTe NONYYEHSI
13 coegmHeHns dopmynsl V, B kotopon Ri7 npeg-
ctaBnseT cobou:

CO,R;q

NR;R,
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0 CO,R,,

NR
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, Unu

Rs 1 Re UMeIOT 3Ha4YeHWs1, yCTaHOBMEHHbIE Bbllle AT
dopmynbl |, Ris uMeeT 3HauyeHNs, YCTaHOBIEHHbIE
Bbile Ansa dopmynel IV, n R npeacrasnsaet cobon
TpeT-6ytn unu GeH3un, nocpeacTBOM BOCCTaHO-
BMEHUS MapuaoM B UHEPTHOM pacTtBoputene. MNoa-
Xo4dLMe BOCCTAHOBUTENU BKIKOYAKT aniomormapng
nuts, 6opormopug nuTrst u gudopaH. MNpegnoyvtnTe-
neH anwomornapug nutus. MNoaxoasiume WHepTHbIE
pacTBopuTenu BKIOYalOT TeTparmgpodpypaH, OUoK-
caH n gpyrve npoctble admpbl. [NMpegnoytuTensHbIM
pacTBopuTenem siBnsietcs TeTparmapodypaH. Peak-
Um0 06bIYHO NPOBOAAT Npu TemnepaTtype ot 25°C o
100°C, npegnoytmTensHoO - npn 65°C.

CoeguHenusa copmynsl Il MOryT 66T NONYHEHbI
n3 coeavHeHui copmynbl 1V, ¢ nomowpio aebroku-
poBaHusa retepoaTtoMa C UCNONb30OBaHMEM KaTanuaa-
Topa NepexofHoro metanna u UCToYHMKa BOAOPOJA
unu nonyrmapoxnopuaa rmapokannamuHa. MNoaxoas-
wye pacteoputenu skntodatoT (C1-Ca)-cnunpThl, 3TUN-
aueTar, aueToH nnu gunmetundopmamug. MNpegnoy-
TUTENbHBLIM pacTBOpUTENEM siBnseTca ataHon. [oa-
Xo4slWMe KatanusaTopbl MNEpexofHblX MeTanmnoB
BKIMIOYAKOT nannaguin-Ha-yrme, (mgpokcup nanna-
ans)-Ha-yrmne n okeva nnatvHel. MpegnoytnTensHbIM
KaTanmsatopom fBrdeTca (rmapokens nannagus)-Ha-
yrne. MNoaxoas wme UCTOYHUKM BOAOpPOAa BKIOYaoT
Bogopon (ras), bopmuar aMMOHMS U MYpPaBbUHYIO
kucnoTy. lNpepnoytuteneH Bogopon (ras), obblYHO
npw gasnexHun 1-3 atMocdepsbl, NPeAnoYTUTENLHO - 3
aTMocaepsbl. Peakumio 06bl4HO NpoBOAAT MpW Temne-
paTtype ot 25°C po 100°C, npeanoytMTensHO - npu
40°C.

CoeavHenna dopmynsl VIl kommepyeckn poc-
TYMHBbI.

CoeguHenusa copmynel II Moryt GbITb Takke no-
nydeHbl C WUCNOMb30BaHMEM METOAOB, W3BECTHbIX
cneuvanuctam B JaHHOW oBnact TexHUKW, Hanpu-
Mep TakuM, KOTopbii n3noxeH B Shaw, E. and Wo-
olley, D. W.,, J. Am. Chem. Soc., 1877 (1953), urm
cnocobamu, onucaHHbIMKU B npumepax 9, 12, 14, 16,
17, 21 vmm 25. CoepuHenna dopmynbl Il asnstoTca
MM KOMMEpPYECKM OOCTYMHBIMU UM MOTYT BbITb MO-
nydyeHbl cnocobamu, M3BECTHbIMU crneuuannuctam B
AaHHOM 06nacTn TEXHUKMN.

CoeguHenus dopmynel | Takke nonyyatoT anku-
nupoBaHnem coeguHeHus opMynbl la:

|
N
X
z7 N
(On
NH R
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B KoTopon Z, X U n UMET onpeaesieHHble Bbllle
3HAYeHWs, NpuM B3aUMOAENCTBUU aANKUIMPYIOLLETO
areHTa M OCHOBaHWA B WHEPTHOM pacTBOpuTene.

Moaxoasiume ankunupylome areHTbl BKIYaoT an-
Kun-ranoreHmabl (xnopuael, GpoMmuasl unu noguapl),
ankunTo3unatbl, ankunMesunaTtbl, ankuntpudnarsl,
0, B-HeHacbIWeHHbIE KeTOHbI, d, B-HeHackbIWeHHbIe
CNOXHble 3dMpbl, A, B-HeHacbIWeHHbIe amuabl U A, B-
HEeHacbILWEHHbIE HATPUIbI, B 3aBUCUMOCTU OT HYKHOM
rpynnbl - Rz, [peanoytutenbHbl  ankunranoreHuabl
(nogungpl). lMooxoasiume pacTBOPUTENM BKIOYAKOT
MeTUNeHXnopua, XopodopM, YETbIPEXXIOPUCTbIN
yrnmepog, aueToHUTpun, TeTpamgpodypaH, AM3TUIo-
Bbll 3acmp, amokcaH, N,N-gumetundopmamuma, sTta-
Hon, nponaHon, meTaHon. MpeanoyYTuTenbHLIM pac-
TBOpUTENEM ABNAETCS aueToHMTpun. Peakuumto obbly-
HO NpoBoaAT Npu Temnepatype mexay 0°C n 150°C,
npeanoyTMTensHo - ot 25°C go 65°C.

Ecnn HeT ocobbix yka3aHuiA, AaBNeHne Anst Kax-
OOV yKa3aHHOWM Bbllle peakuMmn He SIBNSieTCH KpUTh-
yeckum. OBbIYHO peakuuio NPOBOAAT MPY AaBneHun
OT OHOW A0 Tpex atmocdep, NPeAnovTUTENBHO Npy
OKpyxatoleM AasrneHur (OKono ogHow atmocdepbl).

CoefguHenus dopmynbl |, KOTopble SBNSAOTCA MO
XxapakTepy OCHOBaHMWsIMW, CMOcOOHbI 06pa3oBbIBaTL
MHOFOYUCIEHHbIE PA3MIMYHbIE CONN C PasIUYHbIMU
OpraHMyYeckUMM U HeopraHN4YecKMMU Kucrotamu. Xo-
TA Takume COnu Ansd BBEAEHUS XXUBOTHbIM [OOSDKHbI
OblTb hapMaLeBTMYECKN NPUEMIIEMBIMUI, Ha MPaKTU-
K€ 4acTo XeraTenbHO CHavana BblAerMTb M3 peak-
LIMOHHOW cMecKn coemHeHne dopmynbl | B Buae dap-
MaueBTUYECKMN HEMpPUEMMEMON COMu, 3aTeM MNpocCTo
npespaTnTb ee cCHoBa B cBo6oHOE OCHOBaHWe obpa-
OOTKOW LUEeNOYHbIM peareHTOM K Mocre 3Toro npe-
BpaTUTb CBOGOAHOE OCHOBaHWe B hapMaLeBTU4eCK/
npMemMnemMyl0 aganTUBHYIO COMb KUCMNOTbl. AOAMTUB-
Hble CONN KUCMOTbl OCHOBHbLIX COEAWHEHWUA HacTosI-
wero n3obpeTeHnst nerko nonyvarT o6paboTKom oc-
HOBaHWSA MO CYLLIECTBY SKBUBANEHTHbIM KOJIMYECTBOM
BbIGpaHHOW MUHEpanbHON MM OpraHNYecKkMin KMCro-
Tbl B Cpefile BOAHOIO pacTBOpPUTENS UMW B NOAXOAsi-
LeM OpraHM4eckoM pacTBOopuTene, TakoM Kak meTa-
HON wm 3taHon. llocne TwaTenbHOro mcnapeHust
pacTBOpUTENsI MONYHAOT HYKHYIO COMb B BUAE TBEp-
[0ro BellecTBa.

Kncnotbl, KoTopble MCMOMb3yloTCA ONA nonyde-
HUS cbapMaueBTUYECKN NpPUEMMEMbIX aaaUTUBHbIX
Conel KUCIoTbl OCHOBHbIX COEAMHEHWUIA HaCTOSILLErO
n3obpeTeHus, ABMNAKTCA KNCNoTaMmu, koTopble obpa-
3yI0T HETOKCUYHbIE aaaUTUBHbBIE CONMW KUCTOTHI, T. €.
conu, cogepkawme dapMaKkoriormiyeckn npuemne-
Mbl€ aHWOHbI, Takue kak rMAapoxXnopuabl, rmapobpo-
Muabl, TMAPOVOAMAbI, HATPAThI, cynbdaTel UM 6u-
cynbdaTsl, docdaTsl nnu kucnele gocdatol, aueTa-
Thl, NaKTaTbl, LUTPATbI UMM KUCTble LUTpaThl, TapTpa-
Tol UM OuTapTpaTbl, CyKUMHaTbl, Marneatbl, dyma-
paTbl, [MIOKOHaTLI, caxapaTbl, 6eH30aTbl, MeTaHCyIb-
¢oHaTbl M namoatel (T. e. 1,1-mMeTuneH-buc-(2-
mapoken-3-HadgtoaTsl)).

CoeguHenus dopmynel |, koTopble No npupoae
ABNAIOTCA TaKKe KWUCMOTHBIMWU, Hanpumep, korga Z
coaepxut kapbokcunaT, cnocobHbl o0b6pa3oBbiBaTbL
CONMM OCHOBaHW C pas3fM4YHbIMK hapMaLeBTUYECKN
npuemnemMbiMu kKaTvoHamu. [pumepbl Takux conew
BKIOHAIOT COMNMU LLEMOYHbIX METanNMoB UMK LUENOYHO-
3eMerbHbIX MeTanmnos, 1, B YaCTHOCTW, CONMK HaTpus
M Kanua. 3T conu nomnyyarT OObIYHBIMU TEXHUYe-
CKMMU npremamm. XMMmn4eckme OCHOBaHWA, KOTOpble
MCMOMb3YTCA B Ka4ecTBe peareHToB Npu NonydyeHuu
bapmMaLeBTUYECKM MPUEMIIEMBIX OCHOBHbIX CONEWn
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HacTosLWero M3obpeTeHus, SBNSIOTCA OCHOBaHUAMM,
KOTOpble 00pa3yloT HETOKCUYHblE afAUTUBHbIE COMM
OCHOBaHMS C OMUCaHHLIMU 34eCb KUCTbIMK CoeauHe-
HUAMKU cpopmynbl |. 3TM HETOKCUYHbIE aaauMTUBHbIE
CONMM OCHOBaHMUA BKMOYAOT conu, obpasoBaHHble
dapmMaLeBTUYECKN NPUEMIIEMbIMU KaTUOHAMMU, TaKu-
MW KaK, Hanpumep, KaTMOHbl HaTPUs, Kanus, KanbLms
W MarHus. 3T conu nerko Moryt 6biTb Nony4eHsbl 06-
paboTKOM COOTBETCTBYHOLLM X KUCIOTHBIX COEANHEHMIA
BOAHbIM pacTBOPOM, COAepXalM HyxHble chapma-
LEeBTMYECKN NMPUEMIeMble KaTUOHbI, U NOCMEAYIOLLM
ynapvBaHMeM obpasyiollerocs B pesynbTaTe pac-
TBOpa [oCyxa, NpefnoyYTUTENBHO - NMPU MOHWKEHHOM
AasneHuun. C gpyroi CTOPOHbI, OHW Takke MOTyT ObITb
NnonydeHbl CMeLLMBaHNEM PacTBOPOB KUCIOTHbIX CO-
€[MHEHUI B HU3LLMX CNUPTaX M HYKHOFO arnkokcuia
LLeIOYHOro MeTanmna M nocrnenylouymM yrnapvBaHuem
Jocyxa obpasyoLlerocs B pesynbTate pactBopa, Tak
Xe, Kak u B npedblgywemM cnyqae. B nobom cnyyae,
npeanoyvTMTeNnsHO  UCMONb30BaTb  CTEXMOMETpUYeE-
CKVe KOnm4yecTBa peareHToB, 4To6bl o6ecneynTs nor-
HOTY peakuun, a Takke MakCMMarbHbIA BbIXO4 HYX-
HOrO KOHEYHOro NPOAYKTA.

CoefguHeHust gopMynbl | 1 Mx dhapmaLeBTUYECKM
npuemrnemble conu (HasbiBaemble 30ecC> Aarnee Tak-
e aKTMBHbIMW COEAVMHEHUSMU) MPUrOAHbI ANst Npu-
MEHEHMS B naMxoTepanuu u SBMSIOTCA CUTbHbIMU
aroHuctamu cepoTtoHnHa (5-HT1) n moryt npume-
HATLCA ANA NeYeHns genpeccuun, ctpaxa, NuLeBbIX
pPacCTPONCTB, OXWPEHUS, TOKCMKOMaHuM, "rmctamm-
HOBOW" roONIOBHOW GONN, MUIPEHU, XPOHMYECKOM Napo-
KCM3MarnbHON reMyKpaHuu 1 ronoBHon Gonum, ceA3aH-
HOW € cocyamcTeiMu 3aboneBaHusmm, 6onm 1 gpyrmx
paccCTPONCTB, ABMSOLWMXCA pe3ynbTatom AeduunT-
HOW CepOTOH3PrMYeckon HelpoTpaHecmmcenmn. Coean-
HEeHus Takke MOryT ObiTb MCMOMb30BaHbI KakK LiEH-
TpanbHO A4EeNCTBYIOLLME MMNOTEH3MBHbIE U cocyaopac-
wMpsiome cpenctsa. AKTUBHbIE COEOUHEHUS U30-
OpeTeHVst OLUEHNBAIOT KaKk CpeacTBa NPOTUB MUTPEHN
NOCPEACTBOM MCMbITaHWSI CTEMNEHU, A0 KOTOPON OHU
CXOHbl C CyMaTpUNTaHOM B OMbITE C COKpaLLEHNEM
oTpeska BblAENEHHOWN NOOKOXHOM BeHbl HOMM cobaku
(P.P. A.Humphrey et al., Br. J. Phamacol., 94, 1128
(1988)).

9710 pevictBue MoXeT OblTb GIIOKMPOBAHO METUO-
TEMWHOM, U3BECTHBIM aHTAaroHNCTOM CepoToHMHa. U3-
BECTHO, YTO CyMaTpuUnTaH UCMOMb3yT NPU NeyYeHum
MWIPEHU, U OH AaeT CenekTUBHOe yBennyeHne Kapo-
TUOHOW COCYAMCTOW COMPOTMBMASIEMOCTU B OMbITE Ha
cobake, HaxoasLwenca noa Hapkosom. Monaratot (W.
Fenwick et al., Br. J. Pharmacaol., 96, 83 (1989)), uto
3TO ABMSAETCS OCHOBOM ero atpheKTMBHOCTH.

Komnosuuun Hactoswero u3obpeteHuns Moryt
ObITb cocTaBneHbl 0BbIYHBIM CNOCOOOM C MCMONb30-
BaHWEM OJHOMO WNN HeCKOonbKMx hapmaueBTuyec-
KUM NpuUemMnemMblx HocuTenen. Tak, akTuBHbIE coeam-
HeHus wu3obpeTeHMs MoryT OblTb cOCTaBneHbl Ans
oparnbHoro, TpaHcbyKKanbHOro, BHyTPMHOCOBOTO, Na-
peHTeparnsHoro (Hanpumep, BHYTPUBEHHOIO, BHYTPU-
MbILLEYHOIO UMW MOLKOXHOIO) UMK peKTanbHOro Bee-
AeHus, unn B dopme, NOAXOAsLIeNn ONd BBeAEHUS
nocpeacTBOM MHransaumMm nnm uHcydpnaunm.

dapmaLueBTUYECKME KOMMO3MLUUKU ANS OparbHOM
BBELIEHUS MOTyT NpMHMMaTL popmy, Hanpumep, Tab-
NEeTOK MMM Kancyr, NPUroToBneHHbIX 0ObIYHBIMU CMO-
cobamu ¢ papmaueBTU4ECKN NpuemMneMbIMn Hanon-
HUTENAMMU, TAKUMU Kak CBA3YIOLLME (Hanpumep, npea-

BapUTENbHO >KENaTUHWPOBAHHbLIV MauCOBbLIN Kpax-
Man, NONMBUMHUINUPPONWAOH, TMAPOKCUMPONUI-Me-
TUMLENNono3a); HanonHMTenn (HampvMep, nakTosa,
MVKpOKpMCTannmyeckaa uennwonosa wnu docdat
Karnbums); cMasku (Hanpumep, cteapaT MarHus, Tanbk
UNN KpemHeseMm); paspbixMtenun (Hanpumep, KapTo-
denbHbIA Kpaxman Wunu HaTpuiKpaxManrimKonsaT);
Unu cmaumsaTenu (Hanpumep, naypuncynbgart Ha-
Tpus). Ha Tabnetkn metogamn, XopoLLo N3BeCTHbIMU
B Te XHWKE, MOTYT ObITb HAHECEHbI MOKPbLITUS.

Kupgkue npenapaTbl Ang opanbHOro BBeAEHWs
MOTyT NpUHUMaTb hopMY, HanpUMep, pacTBOpPOB, CH-
POMOB WM CYCMEH3WIA, UNIN OHN MOTYT UMETb BUA Cy-
XOro NMpPoAyKTa Ans NPUroTOBNEHMS COCTaBa C BOAON
Unu Apyrum  NOAXOAALMM pacTBOpUTENEM Hemno-
CpeaCcTBEHHO nepen nNpuMeHeHuem. Takue >xuakue
npenapaTtbl MOMyT ObiTb NPUrOTOBREHbLI OBbLIYHLIMM
cnocobamu ¢ npumeHeHvem apmaueBTUYecKn npu-
eMnembix [06aBOK, TakMX Kak cycneHavpylolme
areHTbl (Hanpumep, cupon copbuTa, MeTUALentoo-
3a, MOpVpoBaHHble CbeAobHble XUpbl); aMyrnbraTo-
pbl (Hanpumep, NEUUTUH, apaBuickas Kamegb); He-
BOOHblE pacTBOpUTENU (Hanpumep, MwuHAanbHoe
Macno, 3dupbl XUPHbBIX KWUCAOT WU 3TUIOBbLIN
CNUPT); N KOHCEPBaHTbLI (HaMpUMep, MeTUN- UK Npo-
nunmapobeH3oaTsl MM copbuHoBas kKNUCnoTa).

Komnosnumm gns TpaHcbykkanbHOro BBedeHust
MOryT MpUHUMaTL GopMy Tabnetok Mnu nenetuek,
coCTaBreHHbIX 0ObIYHBIM CNOCO6OM.

AKTUBHbIE coeAuHeHns n3obpeTeHnsa moryT 6biTb
COCTaBMneHbl AnsS MnapeHTeparnbHOro BBeAEHWS Mo-
CPeACTBOM MHBEKLWW, BKMOYaA OBblUHblE TexHuYe-
CKve npuemMbl kateTepnsaummn nnu nHdpysumn. Cocrassl
ANS MHbekuMi mMoryT BblTb NpeactaBneHbl B hopme
€AVHWYHON [03bl, Hanpumep, B amnynax unm B yna-
KOBKax Ans MynbTuaosbl, ¢ gobasBneHnem KoHcep-
BaHTa. KOMNoanumm moryTt npyHMMmaTts Takue dopmbl,
KaK CycrneH3um, pacTBOpbl MW 3MYNbCW B MACHSIHbIX
UNN BOAHbIX HOCMTENSAX, U1 MOIYT CoAepXatb Takue
COCTaBnALWME areHTbl, Kak CycneHaupyloume Be-
wecTtBa, crabunusaTtopbl w/mnu pgucnepratopbl. C
APYrO/ CTOPOHbI, aKTUBHbIE WHIPeANEHTBHI MOTYT Ha-
X0AnTbCA B hopMe nopoLlKka Ans NPUroTOBAEHUS Co-
cTaBa C MOAXOASLMM pacTBOPUTENEM, Hanpumep,
CTEPUBHOWN anuMporeHHon BOOOW, HenocpeacTBEHHO
nepea npMMeHeHneMm.

AKTVMBHbIE COEAMHEHUS1 HacTosALEero usobpete-
HUA Takke MOryT ObITb COCTaBneHbl B BUAE peKTalb-
HbIX KOMNO3ULWIA, TaKUX KaKk Cynmno3nTopum, OCHOBaH-
HbIX HA Macre Kakao UM Ha ApYrvx rmuuepuaax.

AKTUBHbIE coeanHEHWA u300peTeHus Ans BHYyT-
PUHOCOBOIO BBEAEHUS U BBEAEHMWSI MOCPEACTBOM WH-
ransumym yoobHo noctaenaTe B BMAE pacTBopa MM
CYCMEeH3UN B YNaKoBKE C PachblNsoLMM YCTPONUCT-
BOM, KOTOpOE OKMMaeT MMM HakauyvMBaeT NaumeHT,
Unu npeacTaeneHsl Ans aspo30fbHOr0 pacnbifieHus
B €MKOCTW NoA [JdaBfMeHwem unu B pachbinuTene c
npUMeHeHneM MOAXOASLIEero nponenneHTa, Hanpu-
Mep, auxnopaudropmeTaHa, TpuxnopdTopMmeTaHa,
avxnopTeTpadTopaTaHa, AvMokcuaa yrmepoga wmm
Apyroro nogxogsiiero rasa. B cnyqae asposons nog
AaBrneHvem O031pOBOYHAS eavHuLua MOXeT ObiTb on-
pefeneHa C MOMOLLbI0 BCTPOEHHOIO KranaHa ans no-
Aayn oTMepeHHOro KommyecTtsa. EMkocTe noa gasne-
HMeM UNu pacnbinnTerns MOMYT copepKaTb pacTeop
WU CYCMEH3NI0 aKTMBHOTO coeauHeHus. Kancynbel u
NnaTpoH (M3roTOBMIEHHbIE, HaNpuUMep, U3 XenatuHa)
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ANs UCMONb30BaHUA B MHranatope unu uHcyddns-
Tope MoryT OblTb COCTaBMneHbl U3 CMecu, coaepxa-
e coeanHeHns n3obpeTeHns B BuAe MOpoLiKa U
NOAXOASILLYI0 NMOPOLUKOOOPa3Hyd OCHOBY, TaKyl0 Kak
nakTo3a unu Kpaxvar.

Mpeonaraemble [003bl  aKTUBHbLIX COEOMHEHWI
n3obpeTeHns Anst oparnbHOro, NapeHTepansHOro um
TpaHCcbykKkanbHOro BBeAEHUS ANst CpeaHero B3pocro-
ro 4Yernoseka Ansi Ie4YeHns COCTOSIHUIA, yKa3aHHbIX Bbl-
we (Hanmpumep, murpeHun) coctaensawT ot 0,1 go
200 Mr aKTMBHOIO WHrpeaMeHTa B €OUHWYHOW [03€,
KOoTOpasi MOXeT ObITb BBEAEHA, Hanpumep, 1-4 pasa B
[O€EHb.

A3p030MbHbIEe KOMMO3MLUMMA AN JNIeYeHus Ccoc-
TOSHWW, KOTOpble YNOMWHanNWcL Bbiwe (Hanpumep,
MWIPEHWN) Yy B3POCIIONO0 CPEAHEro YeroBeka HaxoasT-
Csl NpeanoyYTUTEeNbLHO B TaKOM MHTepBarne, Ytobbl Ka-
XAas oTMepeHHasl Jo3a unm "BblgoX' aspo3ons co-
aepxan ot 20 mkr go 1000 MKr coeguHeHusa n3obpe-
TeHus. Obwasn AHeBHasa Ao3a aspo3onsi byneT Haxo-
anteca B npegenax ot 100 mkr oo 10 mr. BeegeHue
MOXET OCYLLECTBMNATLCA HECKOMbKO pa3 B AeHb, Ha-
npumep, 2, 3, 4 unn 8 pas, nogasas NPU 3TOM Kax-
Obln pas, Hanpumep, 1,2 unn 3 Jo3bl.

Cnegpyioume npyMepsbl, He ABASIOLWMECA OrpaHun-
YNBAKOLLMMU, UIITOCTPUPYIOT NOMYyYEeHNE COeANHEHUS
HacTosLero n3obpeteHus. TemnepaTypbl NraBneHust
He KoppekTupoBaHbl. [aHHble AMP npuBegeHbl B
YacTax Ha mMunnuoH (&) n cooTHoCcATCA C OenTepue-
BbIM MNOK-CUrHanom oOT o6pa3sua pacTBopuTens.
YpoenbHoe BpallgHWe W3MepsieTcs MNpu KOMHAaTHOM
TemnepaTtype C UCMofb30BaHMEM D-rmHum HaTpus.
Ecnu HeT gpyrmx ykasaHuii, Bce Macc-CneKTpbl CHSATbI
C ucnosnb3oBaHMeM anekTpoHHoro yaapa (El, 70 3B).

3akynneHHble peareHTbl UConb3yloT 6e3 gonon-
HUTENBHOM OYMCTKM. XpomaTtorpadmen siBnsgeTcs Ko-
NOHOYHas XpomaTtorpadgms, BbINOMHAEMas C UCMOSb-
30BaHMeM cunukarens 32-63 MKM 1 noa AaBrneHUeM
asoTta (cpnaw-xpomatorpadwmsi). KomHaTHas Temne-
paTypa o3Havaet TemnepaTtypy B 20-25°C.

Mpumep 1. O6WMI MeToA cMHTe3a 5-apunaMmnHo-
1H-nHOoNoB nMocpeacTBOM KOHAEHCALMM NpOM3BOA-
HOro 5-amMuHoMHAOMNa C ranonaapeHom

PactBop 5-amuHomHpgona (2,00 mmorns), ranou-
AapeHa (3,00 mmorb, 1,5 3KB.) U OCHOBaHUS (ecrm
TpebyeTcsa, 3,00 mmorb) B nogxoasilem 6e3BoOHOM
pacteoputene (10 mn) nubo HarpesatoT Npu Temne-
paType KuneHust ¢ obpaTHbIM XONoAMMbHUKOM B aT-
Mocdpepe asoTa B TedeHune 1-18 yacos, B 3aBUCUMO-
cTn oT cybcTpaTa, NMbo nepemeLumBatoT Npu KOMHaT-
HOM TemnepaTtype B TeyeHune 1 yaca, B 3aBUCMMOCTU
oT cybcTpaTta. PeakumoHHYl0 cMech OXnaxaatoT 1 3a-
TEM HEMNocpeACcTBEHHO XpomaTorpadmpytoT € Wuc-
nonb3oBaHMeM curmkarens (npubnuantensHo 50 1)
N  3MNIOUPOBaHUS CMECbl  MeTUNeHXIopua:MeTa-
Hon:(rmapokeug amMmmoHus) B cooTHoweHun 9:1:0,1 u
nonyqatoT npomusBogHoe S-apunamuHo-1H-uHgona. B
HEKOTOPbIX CIydasix BbIMOSHSAOT NepekpucTannmaa-
LMo TBEPAOTO BELLEeCTBa, NOMYy4YEeHHOro Npu XpoMaTo-
rpadouun, 1 nNonydatoT YuCTble ANs aHanusa obpasupl
Ha3BaHHOTO B 3arofioBKe COeAUHEHMS.

B cooTtBeTCTBMM C 3TOM METOAMKOW MOMyqaroT
cneaywume fanee CoeanHeHNS.

A 3-(2-OvmeTunammnHoaTun)-5-(3-HmTponupua-2-
nnamuHo)-1H-uHgon.

Mcnonb3yiot  5-amnHO-3-(2-AMMeTMnaMmmnHoO3TUN)
unHgon (Shaw, E. and Woolley, D.W., J Am. Chem.
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Soc., 1877 (1953)) un 2-xrop-3-HuTpOonMpuamnH. B ka-
YeCcTBE OCHOBAHUS MCMOSb3YIT TPUITUMNAMUH, B Ka-
YecTBE pacCTBOPUTENSA - M-AUNOKCaH, PEeaKLUMOHHYIO
CMech KUNATAT ¢ 06paTHbIM xonoaunsbHukom (101°C)
B Te4yeHune 3 yacoB. XpoMmaTtorpadmsa gaeT Ha3BaHHOe
B 3arofioBke coeguHeHve (67%) B Buge TeMHo-pac-
HOW MeHbl:

T.nn.59,0-61,0°C;

'H amMP (CDCl3) 6 8,66 (w.c, 1H), 8,51 (o, J=8,3 n
1,8 Iy, 1H), 8,41 (aa, J=4,4n 1,8 'y, 1H), 7,76 (w.c,
1H), 7,30-7,24 (m, 2H), 6,97 (g, J=2,1 I'u, 1H), 6,73
(ap, J=8,3 1 4,41rmu, 1H), 2,972,92 (m, 2H), 2,70-2,63
(m, 2H), 2,36 (c, 6H);

BC AMP (CDCls) & 155,7, 151,5, 135,5, 134,5,
1294, 128,2, 127,99, 122,8, 119,3, 1144, 1143,
113,0,111,5,60,3,45,4,23,7.

OnemeHTHbIM aHamm3 ana C17H19Ns02:1/3H20:
BbluncneHo: C61,62;H5,98;N 21,13.
HanpeHo: C61,58;H5,65;N 20,80.

B. 3-(2-OumetunamuHoatn)-5-(2-HnTpodeHun-

aMuHo)-1H-uHgon

Ncnomb3yoT  5-amuHo-3-(2-gMMeTunaMmnHoS M)

uHgon n 2-gropHuTpobeH3on. B kayectBe ocHoBa-
HUS NPUMEHSAIOT MUPUAVH, B KAa4eCcTBe pacTBopuTenst
- 6GpoMBEH30N 1 peaKLMOHHYI0 CMECb HarpeBatoT npu
TemnepaTtype KuneHusi ¢ o6paTHbIM XONOAUIbHUKOM
(156°C) B TeyeHne 11 yacoB. XpomaTorpadusa gaet
Ha3BaHHOe B 3arorioeke coeauHeHve (82%) B Buae
TBEPOOro TEMHO-KPaCHOTIO BeLlecTBa:

T.nn.116,0-117,0°C;

BC AMP (CDsOD) & 146,7, 136,7, 133,2, 131,0,
129,5, 127,2, 1247, 121,3, 117,3, 117,2, 117,0,
114,1,113,4,61,4,45,4,24,2.

HRMS (macc-cnekTp, BbIC. paspeLu.):

BbluncneHo ana C1gH2oN4O2 324,1588;

HanpeHo 324,1564.

OnemeHTHbIN aHamm3 ana CqgH20N402:1/3H20:
BbluncneHo: C65,44;H6,31; N 16,96;
HanpeHo: C6544;H5,92;N 16,96.

C. 3-(2-OumeTtnnamuHos™n)-5-(3,5-amHuTponu-

pua-2-nnamuHo)-1H-nHgon
Ncnomb3yoT  5-amuHo-3-(2-gMuMeTMnaMmnHoaTMI)
MHaon wn 2-xnop-3,5-anHuTponMpuanH. B kadectse
OCHOBaH/sSi UCMOMb3YT TPUSTUNAMUH, B KayecTse
pacTBopuTenst - TeTparmgpodypaH, U peakUmMOHHYI0
CMecCb nepemeLumMBatloT NpuM KOMHATHOW TemnepaType
B TedeHne 1 vyaca. HenocpepnctBeHHas qwmnbTpauus
peakLMOHHOM CMecu [aeT TeMHO-KpacHoe TBepaoe
BELUECTBO, KOTOpPOE MepeKkpUCTannu3oBbIBAlOT U3
3TaHomMa 1 nonyyatT Ha3BaHHOE B 3arofioBke coeau-
HeHue (7%) B Buae TBEpAOro TEMHO-KPacHOro Belle-
cTBa:
T.nn. 194,0-195,0°C;
BC AMP (OMCO-de) & 152,2, 150,7, 134,7, 1341,
131,2, 128,2, 1271, 126,7, 123,9, 119,1, 1148,
112,7,111,4,59,7,44,9, 22 8;
HRMS: BbluncneHo ansa Ci7H18NeO4 370,1391, Han-
neHo 370,1358.
OnemeHTHbIN aHamm3 ans C17H18NeO41/2H20:
BbluncneHo: C53,82;H5,04; N 22,15;
HanpeHo: C 53,55;H4,56; N 21,98.
D. 3-(2-OAvmetunamumHoaTtvn)-5-(3-ammHokap6o-
HUANMPUA-2-MnNamuHo )-1H-uHgon

Ncnomb3yoT  5-amuHo-3-(2-gMuMeTunaMmmnHoa M)
WHOON M 2-X1opHMKOTMHamMn. B kayectBe ocHOBaHMWs
MCNonb3yloT NUPUAMH, B KayecTBe pacTBoputens -
OpoMOBEH30I, U PEaKUMOHHYI0 CMECh HarpeBatoT npu
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TemMnepaTtype KuneHus ¢ 06paTHbIM XONoAWMbHUKOM
(156°C) B TeueHve 18 yacoB. XpomaTorpadmsi v no-
cnegyluwias nepekpuctannmnsaums (MeTtaHon/soaa)
obpasyoLlerocs TBepAoro BellecTBa Aal0T Ha3BaH-
Hoe B 3arosnoBke coeanHeHve (36%) B Buae TBepAoro
)KenToro BellecTBa:
T.nn.127,0-129,0°C;
BCc AMP (CDsOD) & 173,0, 157,9, 152,2, 139,0,
1354, 132,4, 129,0, 123,9, 119,1, 113,7, 113,2,
113,0,112,5,111,3,61,4,45,4, 24 3;
HRMS: BbluncneHo ana CagH2iNsO: 323,1748,
HanaeHo 323,1726.
AnemeHTHbIM aHamm3 ana C1gH21Ns0O-H20:
Bbluncneno: C63,33;H6,79; N 20,51;
HangeHo: C 63,19; H6,50; N 20,30.
E. 3-(2-OumetunammnHoatun)-5-(2,6-anHntpodpe-
HunamuHo)-1H-vHZon

Mcnome3yioT  5-aMunHo-3-(2-aMmMeTMnamMmmHoITUN)
nHgon n 1-xnop-2,6-anHntpobeHson. B kayecTtse oc-
HOBaHUS UCMONb3YIOT TPUITUNAMUH, B Ka4ecTBe pac-
TBOpPUTENSA - TeTpammgpodypaH, W peakLMOHHYO
CMecb MepeMeLLMBatloT NPy KOMHaTHOW TemnepaType
B TeyeHne 1 yaca. XpomaTtorpadus gaeT Ha3BaHHOe
B 3aronoske coeguHeHve (57%) B Buge TemHo-kpac-
HOro TBEpAOro BellecTBa:

T.nn. 187,0-188,0°C;

BC AMP (IMCO-ds) 5 139,9, 135,2, 134,0, 132,0,
131,8, 127,2, 123,8, 117,0, 1154, 112,9, 1120,
109,3,59,9, 45,1, 23,0;

HRMS: BbluncneHo ana CisH1oNsO: 369,1439,
HangeHo 369,1428.

AnemeHTHbIN aHamm3 ansa C1gH1gNsO:
Bbluncneno:  C 58,53;H 5,18; N 18,96;
HanpeHo: C 58,45;H 4,96; N 18,68.

F. 3-(2-OnmetvnammHoatvn)-5-(2-umaHodeHun-

amMuHo)-1H-uHgon

Mcnonb3yioT  5-amuHO-3-(2-AMMeTMnaMmmnHoO3TUN)

nHgon n 2-cptopbeH3oHuTpUN. B kayecTee ocHoBa-
HUSA NCMOMB3YIOT NMPUANH, B KA4eCTBE pacTBOPUTENs
- 2-(pTOpOEH3OHUTPUI, N pPeaKkLMOHHYIO CMEeCh nepe-
MELUMBAIOT NPU KUMsiHEHNN ¢ 0BpaTHBIM XONoaUITb HU-
KOM B TeyeHue 8 4vacoB. XpomaTtorpadmsa gaet Ha-
3BaHHOE B 3aronioeke coeavHeHve (2%) B Buge npo-
3payHoro CBETNO-KOPUYHEBOIO Macna:

'H AAMP (CDsOD) & 7,43 (ag, J=7,7 n 1,5 'y, 1H),
7,38 (g, J=1,9 'y, 1H), 7,34 (a, J=8,6 'y, 1H), 7,30-
7,23 (v, 1H), 7,07 (c, 1H), 6,97 (og, J=8,6 n 1,9 Iy,
1H), 6,85 (g, J=8,5 'y, 1H), 6,73-6,67 (m, 1H), 4,91
(c, 2H), 2,92-2,86 (m, 2H), 2,65-2,59 (m, 2H), 2,30
(c, 6H);

HRMS: BblumcneHo ansa CigH2oN4: 304,1690, Han-
neHo 304,1682.

G. 3-(2-OumetmnnamuHoa™n)-5-(3-tpudtopme-

™MINMpmMa-2-unammHo)-1H-mHgon

Mcnonb3yior  5-amnHO-3-(2-aMMeTMnaMmmnHoO3TUN)

nHaon mn 2-xnop-3-tpudpropmeTmnnpunanH. B kade-
CTBE OCHOBaHUS WUCMOMb3YIOT MUPUAMH, B KayecTBe
pactBoputens - N,N-gumetuncopmamug, n peakum-
OHHYI0O CMECb HarpeBaloT Mpu TemnepaTtype KUMeHus
c obpatHbiM xonoauneHukom (153°C) B TeueHne 18
YacoB. XpomaTorpadms gaeT Ha3BaHHOE B 3arofioBke
coeanHenmne (10%) B BMAE NPO3pPayHOro CBETNO-KO-
puU4He3oro mMacna:

BC AMP (CDsOD) & 1554, 152,3, 136,9, 1361,
131,7, 129,0, 124,0, 120,9, 115,7, 113,9, 1135,
112,5,110,5,61,4,45,4,24,3;
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LRMS (macc-cnekTp, HU3koe paspell.) (m/z, oTHO-
cuTenbHas MHTeHoMBHOCTL) 348 (100, M), 303 (16),
290 (28), 268 (11), 250 (20);

HRMS: BbluncneHo ana CigH1oF3N4 348,1564, Hal-
neHo 348,1532.

H. 3-(2-OumetunammHoatn)-5-(2,4-anHntpode-
HunamuHo)-1H-nHgon

Ncnonb3yoT  5-amuHO-3-(2-gMMeTunaMmmnHoS M)
nHgon n 1-xnop-2,4-ouHntpo6eH3on. B kavecTtse oc-
HOBaHMWA MCMOMb3YIOT TPUSTUNAMUH, B KavecTBe pac-
TBOpUTENsA - TeTparmapodypaH, W PeakLUMOHHYIO
CMechb MepeMeLLMBatloT Npy KOMHaTHOW TemnepaType
B Te4eHme 2 yacos. Xpomartorpadmsa gaeTt Has3BaHHOe
B 3aronoeke coeguHeHve (73%) B Buge TeMHo-kpac-
HOro TBEpAOro BellecTBa:

T.nn.177,0-179,0°C;

BC AMP (OMCO-ds) 5 148,2, 135,6, 135,2, 130,1,
129,6, 128,2, 127,9, 1243, 123,5, 119,6, 116,9,
116,3,113,3,112,5, 60,0, 45,2, 23,0;

FAB HRMS: BblumcrnieHo ansi CigH1oNsO4[H']
370,1517, HanpeHo 370,1492.

I. (R)-5-(3-Hutpommpwma-2-nnamuHo)-3-(nupponu-
AnH-2-unmeTtnn)-1H-nHgon

NcnomeayoT  (R)-5-amuHo-3-(nMpponmanH-2-un-
MeTUN)MHAON U 2-X1N0pP-3-HUTPONMPUAVH. B kauectee
OCHOBaHWsI UCMOMNb3YIT aueTaT HaTpusl, B KayecTse
pacTBOPUTENS - YKCYCHYIO KWUCIOTY, ¥ peakLMOHHYO
CMeChb HarpesatoT MpU KNNSYEeHUN ¢ 0BpaTHBIM XOo-
avnbHukom (116°C) B TedyeHue 2 yacos. KonoHo4vHas
XpomaTtorpadgms faeT Ha3BaHHOE B 3arofioBke coeam-
HeHve (23%) B BUAE TEMHO-KPaCHOW NeHbI:

'H AMP (CDCl3) 5 10,05 (w.c, 1H), 9,23 (w.c, 1H),
8,49 (pa, J=1,81n 8,31y, 1H),8,39 (1,8 n 4,5Tu, 1H),
7,70 (g, J=1,7 Tu, 1H), 7,33-7,22 (m, 2H), 6,98 (c,
1H), 6,73 (aa, J=4,5wn 8,3 'y, 1H), 3,46-3,34 (m, 1H),
3,10-2,97 (m, 1H), 2,97-2,78 (m, 3H), 1,99-1,64 (M,
3H), 1,56-1,42 (m, 1H);

C AMP (CDCls) & 155,7, 1515, 135,5, 1345,
129,2, 128,1, 127,8, 123,8, 1194, 114,3, 1130,
111,6,59,5,45,7, 31,3, 30,6, 24,7;

EAB LRMS (m/z, oTHOoCMTeNbHas MHTEHCMBHOCTDL)
338 (6, [MH']), 309 (12), 155 (49), 135 (38), 119
(100).

OnemeHTHbI  aHanus
C2H40z2 (ykcycHas kucroTa):

BbluncrneHo: C61,53;H5,79; N 18,56;

HanpeHo: C61,57;H5,74; N 18,82.

J. (R)-3-(N-MeTtunnupponuamH-2-unmeTna)-5-(3-
HUTpONMpUA-2-nnamuHo)-1H-uHgon

NcnomeaytoT  (R)-3-(N-meTunnupponmauH-2-un-
MeTUN)MHAON 1 2-xnop-3-HTponmpunavH. B kavecTtse
OCHOBaHWSi UCMOMb3YIOT TPUITUNAMUH, B KayecTse
pacTBOpUTENS - aUeTOHUTPW, N PeaKLMOHHYI0 CMeCh
KUNATAT ¢ 06paTHbIM XONOAUMBHUKOM B TeveHne 3,5
YacoB. XpomaTtorpadmsa gaeT Ha3BaHHOE B 3arofloBKe
coeauHeHve (81%) B BuAe TEMHO-KPaCHOMN NeHbI:

'H AMP (CDCl3) & 10,11 (uic, 1H), 8,52 (aa, J=1,8
n84rmu, 1H), 843 (1,81 4,5y, 1H), 8,33 (w.c, 1H),
7,77 (o, J=1,7 Ty, 1H), 7,35 (g, J=8,7 'y, 1H), 7,26
(am, J=2,0 1 8,6 'y, 1H), 7,03 (g, J=2,1 T, 1H), 6,74
(am, J=4,4 v 8,4 'y, 1H), 3,21-3,12 (m, 2H), 2,68-2,58
(m, 1H), 2,54-2,46 (m, 1H), 2,47 (c, 3H), 2,28-2,18 (m,
1H), 1,89-1,73 (v, 2H), 1,73-1,54 (m, 2H);

C AMP (CDCls) & 155,7, 151,5, 135,5, 1343,
129,5,128,2 128,1, 123,1,119,4,114,3, 113,0, 111 4,
66,7,57,5,40,8,31,5,29,9, 21,9.

ana CqgH19Ns0-0,67-
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AnemeHTHbIN aHam3 ans C1gH21Ns502:1/3H20:
BbluncneHo: C63,85;H6,11; N 19,59.
HanpeHo: C 63,86;H5,86; N 19,31.
K. 6-(3-(2-OvmeTvnamuHoaTMn)nHgon-5-nnamm-
HO)NYypUH

Mcnomb3yioT  5-amnHO-3-(2-4UMETUTaMUHO3TUM)
uHgon n 6-xnopnypuH. OCHOBaHMe He MCNoMb3yioT, B
KayecTBe pacTBOpUTENS MPUMEHSOT YKCYCHYIO KUC-
NOTYy U peakLMOHHYI0 CMeCb HarpesalT Npu Temne-
paType KkuneHuss C oOpaTHbiM  XONOAMUITbHUKOM
(116°C) B TeueHne 15 vacoB. XpomaTorpagmsa gaeT
Ha3BaHHOe B 3arornoeke coeAuHeHve (66%) B Buae
6enon neHbl:

T. nn. c pasnoxeHnem, 175°C;

BC AMP (CDsOD) & 153,7, 1534, 1415, 136,0,
131,5, 128,3, 125,6,119,2, 113,3, 113,0, 109,9, 59,1,
43.6,21,9.

AnemeHTHbIN aHam3 ans C17H19N7O02-HCI-2H20:
Bbluncneno:  C 51,84;H 6,14; N 24,89;
HanpeHo: C52,14;H6,22; N 25,03.

L. (R,S)-3-(N-MetvnnupponmaunH-3-umn)-5-(3-Hnt-

ponvpua-2-unamuHo)-1H-vHgon

UcnonesyoT (R,S)-3-(N-metunnnpponuamH-3-mn)

MHOO0N N 2-xnop-3-HUTponupnaunH. B kadyecTBe OCHO-
BaHUSA MCMOMb3YIOT aueTaT HaTpus, B KayecTBe pac-
TBOPUTENS - YKCYCHYIO KWUCIOTY, W PEaKLMOHHYIO
CMecb KUNSATAT C 06paTHbIM XONOAUIbHUKOM B TeYe-
Hue 4 yacoB. XpomaTorpadusa gaeT Ha3BaHHOE B 3a-
ronoeke coegunHeHune (44%) B Buae TEMHO-KpacHOW
neHbl:

T.nn. 55,0-57,0°C;

BC AMP (CDCls) & 155,7, 151,5, 135,5, 135,0,
129,0, 128,1, 1271, 121,7, 1193, 119,2, 1147,
113,0,111,6,62,8,56,2,42,4,35,1, 32,1;

FAB LRMS (m/z, oTHOCMTENbHast MHTEHCMBHOCTD)
306 (MH*, 100), 155 (38).

OnemeHTHbIN aHanu3 ansa CigH1aNsO02:1/2C4H402

[eTnauerart]:
BbluncneHo: C 62,98; H6,08; N 18,36;
HanpeHo: C62,71;H5,80; N 18,51.

M. 3-(2-OvmetmnamuHoatmn)-5-(6-atokcukapbo-
HUN-3-metmnto-1,2,4-1puasuH-5-unamunto)-1H-
MHOON

Mcnonb3yior  5-amnHO-3-(2-AMMeTMnaMmmnHoO3TUN)
uHgon wu 6-+«apb-aTokcn-5-xnop-3-veTuntno-1,2,4-
TpnasuwH (Pesson, M., et al., Eur. Med. Chem., 269
(1972)). B kayecTBE OCHOBaHMSA MPUMEHSIOT TPUITU-
naMmuH, B Kayectse pacTBopuTens - TeTparmgpody-
paH, U peakLMOHHYI0 CMEeCb NepemMeLLMBatoT Npu KOM-
HaTHOW TemnepaType B TeyeHwe 1 yaca. XpomaTo-
rpadmsa gaeT Ha3BaHHOE B 3arorfioBke CoeAvHeHve
(53%) B BUAE TBEPAOrO OPAHXKEBOIO BELLECTBA:

T.nn. 197,0-199,0°C co BcrneHnBaHNeM;

BC AMP (OMCO-de) 8 173,2, 165,5, 150,5, 133,9,
132,5, 127,7, 1271/ 123,9, 116,8, 113,0, 112,2,
111,5,62,0,60,0,45,2,23,1, 14,0, 13,2;

LRMS (m/z, otHocuTenbHast nHTeHcmBHOCTb) 400
(M*, 11), 386 (5), 195 (11), 163 (13), 58 (100).

AnemeHTHbIN aHamm3 ansa C1gH24Ns02S-3H20:
BbluncneHo: C56,22;H6,11; N 20,70;
HanpeHo: C 56,50; H 5,89; N 20,33.

N. 5-(beHsokcas-2-unamumHo)-3-(2-gumeTnnamm-
Ho3™UN)-1H-nHgon

Mcnomnb3yioT  5-amnHO-3-(2-aMMeTMnaMmmnHoO3 M)
uHgon wn 2-xnop-6eHsokcason. OcHOBaHVME He Wuc-
Nosb3yloT, B Ka4YeCcTBe pacTBOPUTENS MPUMEHSIOT YK-
CYCHYIO KWUCINOTY U pPEaKLMOHHYI0 CMEeCh MepemeLuu-
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BalOT MpU TeMnepaType KuneHus ¢ obpaTHbIM XOno-
aunnbHukom (116°C) B TeyeHune 2 4dacoB. XpomaTo-
rpadwmsa gaeT HasBaHHOEe B 3arofoBKke COoefAVHeHue
(24%) B BUaOe CBETNO-XENTOW NEHbI:

C AMP (CDCls) & 160,5, 148,1, 142,7, 1338,
130,0, 127,8, 124,0, 123,11, 121,0, 116,4, 1164,
113,6,111,8,110,8, 108,9, 60,1, 45,3, 23 ,4;

LRMS (m/z, oTHOCMTENbHass MHTEHCUMBHOCTL), 320
(M', 33), 262 (15), 101 (12), 86 (33), 58 (100).

OnemeHTHbInaHanu3 ansa C1oH21N4O-1/4H20:

BbluncneHo: C70,23;H6,36;N 17,24;

HanpeHo: C70,53;H6,46;N 17,06.

0. 5-(1-PenunteTpas-5+namuHo)-(2-gumeTnn-
amuHoatMn)-1H-uHgon.

Ncnomb3yoT  5-amuHO-3-(2-gMMeTunaMmnHoSTMI)
nHgon un 5-xnop-1-ceHun-1H-tetpason. B kavectse
OCHOBaHVSA NpUMeHsoT kapboHaT HaTpws, B KavecTse
pacTtBopuTenst - abCOMIOTHLIA 3TAHOM, U PeaKuNoH-
HYI0O CMEeCb HarpeBatoT Npu TemnepaType KUNeHus ¢
obpaTHbIM xonoaunbHukom (78°C) B TeyeHue 48 ya-
coB. Xpomatorpadmsa c nocriegylowieri obpaboTkon
xpomaTorpadmyeckoro ocratka xnopodopmom JaeT
Ha3BaHHOe B 3aronoske coegnHeHue (7%) B Buae
TBepAoro 6enoro BellecTsa:

T.nn.187,0-188,0°C;

'H AMP (CDsOD) & 7,73 (m, J=1,9 Tu, 1H),
7,56-7,52 (v, 3H), 7,29-7,22 (v, 3H), 7,20 (ag, J=2,0
m 86TIu, 1H), 6,98-6,95 (m, 1H), 4,93 (c, 2H),
2,96-2,91 (m, 2H), 2,66-2,59 (M, 2H), 2,27 (c, 6H);

FAB LRMS (m/z, oTHOCMTeNbHas WMHTEHCMBHOCTD)
348 (MH", 100), 309 (23);

HRMS: BbluncneHo ana CigH21N7 347,1861, Han-
AeHo 347,1867.

OnemeHTHbIN aHanu3 Aansa  CigH21N7-2/3CHCI3

[xnopocpopml:
BbluncneHo: C 55,33;H4,64;N 22,96;
HanpeHo: C 55,50; H4,94; N 23,33.

P. 5-(3-beH3untno-1,2,4-tmaguas-5-nnamuHo)-3-
(N-meTtun-nupponuanH-2-nnmetn)-1H-nHgon

NcnomeaytoT  (R)-5-amnHo-3-(N-MeTtunnupponu-
AnH-2-nnvetun)-1H-ungon wn  3-6eH3nnTno-5-xnop-
1,2,4-Tnagmnason. B ka4yecTBe OCHOBaHUSA MPUMEHSAIOT
aueTtaT HaTpusi, B Ka4yeCTBe pacTBOPUTENS - YKCYC-
HYIO KUCMOTY, U PEaKUMOHHYIO CMECb KUMATAT C 06-
paTHbIM XonoaunbHWKOM B TeyeHue 1,5 yacos. Kono-
HOYHas xpomaTorpadms JaeT Ha3BaHHOEe B 3arosloB-
ke coegmHeHune (9%) B BUMAe TBEpPAOro amopcHOro
BellecTea:
H AMmP (CD3OD) & 7,67 (w.c, 1H), 7,40-7,17
(m,6H), 7,09 (c, 1H), 7,04 (aa, J=8,6 n 2,1 Ty, 1H),
4,88 (w.c, npubnmant. 3H), 4,40 (c, 2H), 3,16-3,03
(m, 2H), 2,602,37 (m, 2H), 2,43 (c, 3H), 2,25-2,19
(m, 1H), 1,83-1,50 (m, 4H);
BC AMP (CDsOD) & 169,0, 139,1, 135,7, 133,1,
130,1, 129,5, 129,2, 128,3, 125,3, 116,3, 113,8,
113,2,110,8, 68,4, 58,3,41,1,36,8,32,4,30,4, 22 ,4;
HRMS: BbluncneHo ana  CasHasNsS, 435,1555,
HanpaeHo 435,1518.
AnemeHTHbIN aHamm3 anst CasH2sN5S2-0,4NH3:
BbluncneHo: C62,50;H5,75;N17,11;
HanpeHo: C62,93;H5,50;N17,57.
Q. 3-(2-OnmeTMnamuHoaTMn)-5-(Npumng-2-nna-
MWHO)-1H-nHgon

Ncnone3yoT 5-amuHo-3-(2-aMmeTmnammHoamn)-
1H-uHgon n 2-xnopnupumunamH. B kavectBe ocHoBa-
HUA NPUMEHSAOT aueTaT HaTpUA, B Ka4eCTBe pacTBo-
puUTEns - YKCYCHYIO KUCIOTY, U PEaKLMOHHYIO CMech
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KMNATAT ¢ 06paTHbIM XONOAUIMBHUKOM B TeueHue 12
yacoB. KonoHouHast xpomaTorpadmsa faet HazBaHHoe
B 3aronoBke coeanHeHue (11%) B BMAe TBEpAOro
XKEenToro BeLlecTBa.

Bc amp (CD3OD) & 162,6, 159,2, 135,4, 132,2,
1289, 124,0, 118,6,113,7, 112,6, 112,4, 112,3, 61,3,
454,24 3;

HRMS: BbluncneHo gns CisHi1oNs 281,1642, Han-
neHo 281,1660.

OnemeHTHbIn aHarm3 ansa CieH19Ns50,5C2H402
[ykcycHas kucnoTal:

BbluncneHo: C 65,62;H6,80; N 22,51;

HanpeHo: C 65,74; H6,68; N 22,60.

R. 3-(2-OnmeTtunammHoatn)-5-(3-vietuncynbs o-
HUNNUpua-2-nnamuHo)-1H-Hgon

Mcnone3yioT 5-ammHO-3-(2-gumMeTunaMmmnHoITUI)-
1H-uHpgon n 2-xnop-3-vetnncynbgoHnNMpuanH. B
KayeCTBe OCHOBAHMS UCMOMb3YIOT 2,6-NyTMAMH, B Ka-
YyecTBe pacTBOpuTENSs - GPOMBEH301, U PEaKLMOHH YO
CMecb KUNSATAT C 06paTHbIM XONOAUIbHUKOM B TeYe-
Hue 3,5 yacoB. KonoHouyHasa xpomaTtorpadmsa paeTt
Ha3BaHHOe B 3arornoeke coeauHeHve (13%) B Buae
TBEPJOrOo XXENTOro BeLlecTsa:

T.nn. 66,0-68,0°C;

'H AMP (CDCl3) & 8,46 (c, NH), 8,33 (aa, J=4,8 u
1,9 'y, 1H), 8,33 (w.c, NH), 8,06 (ag, J=7,8mn 19Ty,
1H), 7,66 (g, J=1,8 Ty, 1H), 7,29 (g, J=8,5 'y, 1H),
7,20 (pg, J=8,6 n 2,0 'y, 1H), 6,97 (g, J=2,2 'y, 1H),
6,78 (oo, J=7,8 n 4,8 I'u, 1H), 3,15 (c, 3H), 2,94-2,88
(m, 2H), 2,66-2,60 (m, 2H), 2,34 (c, 6H);

HRMS: BbluncnieHo panma CisH»N4O2S 358,1459,
HanpaeHo 358,1490.

S. 3-(N-MemunnupponuaH-2-unvetnn)-5-(2-H1t-
podeHunamunHo)-1H-uHgon

Mcnome3yiot  (R)-5-amuHo-3-(N-meTunnupponu-
AnH-2-urvetnn) -1H-uHgon n o-HntpocropbeHson. B
KayecTBe OCHOBaHWS WCIOMb3YHT TPUSTUNAMUH, B
KayecTBe pacTBopuTens - o-HuTpocropbeHson, n pe-
aKLIMOHHYI0 CMEChb KUMATAT ¢ 0bpaTHbIM XONoAUITbHU-
KOM B TeueHue 24 yacoB. KonoHoyHasi xpomarorpa-
us [JaeT Ha3BaHHOe B 3arofloBKe COeAWHEHWE
(48%) B BMAOE KpacHOro TBepAOro amMopcHOro Belle-
cTBa:

'H AMP (CDCl3) 8 9,62 (w.c, NH), 8,77 (w.c, NH),
8,19 (oa, J=8,7 n 1,5Tu, 1H), 7,47 (g, J=1,6 'y, 1H),
7,38 (g, J=8,5 'y, 1H), 7,29-7,23 (m, 1H), 7,09-7,00
(m, 3H), 6,69-6,64 (m, 1H), 3,20-3,12 (m, 2H), 2,63
(am, J=14,0 1 9,5 'y, 1H), 2,54-2,45 (m, 1H), 2,45 (c,
3H), 2,25 (ag, J=17,1 »n 9,2 Tu, 1H), 1,91-1,54
(m,4H);

Bc amp (CDCl3) & 1454, 135,7, 134,8, 1321,
130,1, 128,6, 126,5, 123,6, 120,7, 116,4, 116,1,
114,1,112,2,66,7,57,5,40,8, 31,5, 29,8, 21,9;

FAB HRMS: BbluucneHo pna  [CaoH2oN4O2H]
351,1823, HanpeHo 351,1797.

T. 5-(6-MeTokcmK-3-H1TpONMPUA-2-MNamumHo )-3-
(N-meTunnupponuamH-2-unmeTun)-1H-uHgon

Mcnomesyior  (R)-5-amuHo-3-(N-veTtunnupponu-
AVH-2-unmeTun)-1H-nHgon un  2-xnop-6-meTtokeun-3-
HUTPONMpPUIMH. B kayecTBe OCHOBaHWUSA MCMNOMb3YOT
TPUITUIaMuH, B KayecTBe pacTBopuTens - abconior-
HbIl 3TAHOM, U PEaKLUMOHHYI0 CMeCb KUNATAT C 06-
paTHbIM XOnoAurnbHUKOM B TeyeHue 5,5 yacos. Kono-
HOYHas xpomaTorpadmsi JaeT Ha3BaHHOE B 3arosios-
ke coegmHeHune (54%) B BuOEe KpacHOro TBEPAOro
amopcHoro BellecTsa:
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'H AMP (CDCls) & 8,80 (w.c, NH), 837 (a,
J=9,1Tu, 1H), 7,85 (c, 1H), 7,34-7,28 (m, 2H), 7,08
(@, J=2,1Tu, 1H), 6,14 (g, J=9,1 'y, 1H), 3,85 (c, 3H),
3,19-3,11 (m, 2H), 2,61 (a4, J=13,8 n 9,5 'y, 1H),
2,54-2.45 (v, 1H), 2,45 (c, 3H), 2,24 (pg, J=17,1 n 9,3
Fu,é1H), 1,91-1,54 (m, 4H);

C AMP (CDCl3) & 166,9, 151,3, 138,2, 134,0,
129,6, 127,8, 123,3, 122,0, 118,6, 114,1, 1133,
111,1,102,0, 66,5, 57,5, 54,7, 40,8, 31,6, 29,9, 21,9;

HRMS: BbluncneHo ansa CxoH2sNsOsz 381,1803,
HangeHo 381,1799.

U. 5-(4-MeTtun-3-Hutponupua-2-unammHo)-3-(N-
MeTUNMMpponNuAnH-2-unmetn)—1H-n1gon

Ucnomb3yoT  (R)-5-amunHo-3-(N-metunnupponu-
AnH-2-unmetnn)-1H-nHgon n 2-xnop-4-metmn-3-HnuT-
ponupuauvH. B kayecTBe OCHOBaHUS MPUMEHSIOT TPU-
3TMNaMuH, B KQYeCcTBe pacTBOpPUTENS - abCOMOTHLIN
3TaHOI, U PeakLUMOHHYI0 CMECb KUNSTAT C 06paTHbIM
XonoaunbHWKOM B TeyeHue 24 4vacoB. KonoHo4Has
Xpomatorpadgmsi JaeT Ha3BaHHOE B 3arofioBKE CO-
eavHenmne (34%) B BuAe KpacHoro TBepaoro amopd-
HOro BellecTBa:

'H AMP (CDCl3) 8 9,26 (w.c, NH), 8,79 (w.c, NH),
8,10 (m, J=4,8 Ty, 1H), 7,64 (g, J=1,7 'y, 1H), 7,29
(a, J=8,5Tu, 1H), 7,17 (an, J=8,51n 1,9 'y, 1H), 6,97
(@, J=2,2 T'y, 1H), 6,56 (g, J=4,8 'y, 1H), 3,25-3,16
(m, 2H), 2,67 (oa, J=13,2 19,4 'y, 1H), 2,64-2,56 (v,
1H), 2,56 (c, 3H), 2,46 (c, 3H), 2,30 (aa, J=17,7 19,4
lu, 1H), 1,90-1,60 (m, 4H);

“C AMP (CDCls) & 152,2, 1515, 146,6, 1343,
131,1, 130,0, 127,9, 1234, 1194, 117,1, 1140,
113,3,111,6,67,0,57,4,40,7,31,4,29,5, 21,8,21,7;

FAB HRMS: BbuucneH ana [CaoH23Ns02-H]
366,1932, HanpeHo 366,1957.

V. 3-(N-MeTtunnupponnamu-2-nnmetn)-5-(3-Hnt-
po-5-eHnnmmupug-2-nnamuHo)-1H-nHgon

NcnombayoT (R)-5-amunHo-3-(N-MeTtunnmppponu-
OVH)-2-nnvetnn)-4H-nHgon n 2-6pom-3-HuTpoaude-
Hun. B kayecTBe OCHOBaHWA UCNONbL3YIOT TPUITMNA-
MWH, B kadectBe pacteoputend - N,N-gumeTtundop-
Mamug, N peakuMoHHylo cMecs HarpesatoT go 110°C
B TeyeHue 12 vacoB. KonoHo4yHas xpomaTtorpadms
JaeT Ha3BaHHOe B 3arosfioBke coeavHeHne (24%) B
BMAE KpacHoro amopdHOro TBepA0ro BeLlecTBa:

'H AMP (CDCl3) 8 9,63 (w.c, NH), 8,97 (w.c, NH),
8,42 (g, J=2,2 Tu, 1H), 7,56-7,25 (m, 9H), 7,08 (g,
J=9,0 'y, 2H), 3,50-3,32 (m, 2H), 2,95-2,79 (v, 2H),
2,59-2,52 (m, 1H), 2,53 (c, 3H), 2,05-1,71 (m, 4H);

C AMP (CDCls) & 144,4, 138,8, 134,9, 1345,
1324, 131,1, 130,2, 129,7, 129,0, 127,3, 126,2,
124,7,124,1, 120,8,116,7, 115,9, 112,7, 112,0, 67,9,
57,4,40,6,31,2,28,6,21,9;

FAB HRMS: BbluncneHo pans
427,2136, HanpgeHo 427,2099.

W.  5-(3-UnaHonvpuna-2-unammHo)-3-(N-metun-
nmpponuauH-2-nnmeTun)-1H-ugon

Ncnomeaytot  (R)-5-amnHo-3-(N-MeTtunnupponu-
ONH-2-urmetnn)-1H-nHogon 1M 2-XNOPHMKOTUHOHUT-
pun. B kayecTBe OCHOBaHWSi MUCOMb3YIOT KapbGoHaT
HaTpus, B KadectBe pacteoputens - N,N-gumetun-
dopmMamua, U peakLuMOHHYI0 CMeCb HarpesalT npu
110°C B TeyeHue 20 yacoB . KonoHo4Hass xpomarto-
rpadusi gaeT Has3BaHHOE B 3arosfloBKe COeAMHEHVe
(32%) B BUOE OpaHXeBOro TBEpPAOro aMmopdgHOro Be-
wectea. R~=0,4 B cmecu MeTuneHxrIopua:meTa-
Hon:(rmapokena ammorus) = 9:1:0,1:

[C26H26N4O2-H]



41297

BC AMP (CDCls) & 157,7, 152,7, 141,7, 1342,
129,8, 128,1, 1231, 122,2, 118,7, 116,8, 113,6,
113,2,111,5,102,2, 66,6, 57,5, 40,8, 31,5, 30,0, 21,9;

FAB HRMS: BblucneHo ana  [CzoH21NsH]
332,2073, HanpeHo 332,1871.

X. 5-(6-MN3onponokcn-3-HnTponupna-2-nnammHo)-
3-(N-meTunnuppormanH-2-unmetun)-1H-nHgon

Mcnombsyior  (R)-5-amuHo-3-(N-meTmnnnupponu-
ANH-2-unmeTtnn)-1H-nHgon v 2,6-auxnop-3-HMTponu-
puauH. OcHoBaHWe He NPYMEHSIIOT U B Ka4ecTBe pac-
TBOPUTENSA MCNOMb3YIT 2-NponaHon. OTy peakuMoH-
HYI0O CMEeCb MepeMeLLMBaloOT MpyU KOMHATHON Temne-
paType B TeueHue 1 vaca.

3aTeM K YNOMSHYTOW pEaKLUMOHHOW CMecu npu
oxnaxaeHnn npu 0°C no kannsam pobaenswoT pac-
TBOP mapuaa Hatpusa (5 3kB.) B 2-nponaHone. Mony-
YEHHYIO B pe3ynbTaTe CMeCb MepemMeLunBaloT npu
KOMHaTHON TemnepaType B atMocdepe a3oTa B Te-
YeHue 2,5 yacoB. PeakuvoHHYI0 cMech 3aTem ynapu-
BalOT NPU MOHWKEHHOM AaBneHun. KonoHo4yHas xpo-
martorpacdmsa ocTaTka [aeT Ha3BaHHOE B 3arorioBKe
coeauHeHve (42%) B BuAae TBEPAOro OpaHXeEBOro
aMopdHOro BeLlecTBa:

'H AMP (CDCl3) 8 10,6 (w.c, NH), 8,57 (w.c, NH),
8,37 (@, J=9,2 T'u, 1H), 7,71 (c, 1H), 7,34-7,28 (m,
2H), 7,05 (@, J=2,0 'y, 1H), 6,08 (a4, J=9,2 'y, 1H),
5,14 (cenT., J=6,2 lu, 1H), 3,18-3,10 (M, 2H), 2,61
(am, J=14,0 n 9,4 Ty, 1H), 2,54-2,45 (v, 1H), 2,44 (c,
3H), 2,23 (oa, J=17,2 n 9,3 I'u, 1H), 1,90-1,53 (m,
4I;|3) 1,25 (g, J=6,1 'y, 3H), 1,24 (g, J=6,2 'y, 3H);

C AMP (CDCls) & 166,3, 151,8, 138,1, 134,1,
129,5, 127,9, 1231, 121,7, 119,2, 114,2, 113,9,
111,0, 102,8, 70,4, 66,4, 57,5, 40,8, 31,5, 29,9, 21,9,
14,0, 11,0;

FAB HRMS: BbluncneHo pans
410,2194, HangeHo 409,2187.

Y. 5-(4-UnaHo-2-HntpodeHnnammHo)-3-(N-ve-
mMnnmpponuanH-2-unmeTun)-1H-uHgon

Mcnomesyiot  (R)-5-amuHo-3-(N-meTmunnupponu-
ANH-2-urmetnn)-1H-nigon n 4-xnop-3-HMTpobeH30-
HUTpUN. B KkayecTBe OCHOBaHMWsSI UCMONBL3YIOT TPUITU-
naMuH, B Ka4ecTBe pacTBOpUTENs - abCOMIOTHbIV 3Ta-
HOJ, U PEaKLIMOHHYI0 CMECb KUMATAT C obpaTHbIM XO-
noaunbHYKOM B TeyeHue 4 yacoB. KonoHouHast xpo-
MaTtorpacdmsi gaeT Ha3BaHHOE B 3arofloBke coeau-
HeHue (80%) B BUAE KpacHOro TRepAoro BellecTsa:

T.nn.170,0-171,0°C;

BC AMP (CDCly) & 147,3, 137,1, 1354, 132,0,
1314, 128,6, 128,0, 1253, 120,6, 117,9, 1171,
116,3,113,1,111,9,99,1,68,1,57,3,40,6, 31,2, 28,1,
21,9.

[C22H27N503-H]

OnemMeHTHbIN aHanud ana C21H21Ns502:0,05-
CH2Cl2:
Bbluncneno: C 66,59;H 5,60; N 18,44;

HanpgeHo: C 66,56; H5,26; N 18,42.

Z. 3-(N-MeTunnupponuamH-2-unmetnn)-5-(4-tpu-
dTopMeTUn-2-HnTpodeHnnammHo)-1H-migon

Mcnomesyior  (R)-5-amuHo-3-(N-veTtunnupponu-
AVH-2-unmeTun)-1H-nHpgon n 4-xnop-3-HUTpobeHso-
Tpudptopma. B kavyecTBe ocHOBaHUA UCMOMBL3YIOT TPU-
3TMNaMuH, B KaYeCcTBe pPacTBOPUTENS - abCOMIOTHLIN
3TaHOM, U PEAKLUMOHHYI0 CMEeCb KMNATAT ¢ obpaTHbIM
XONoAWNbHUKOM B TeyeHue 4,5 yacos. KonoHouHas
XpomaTtorpacgmsi OaeT Has3BaHHOE B 3arorioBKe CO-
eanHeHune (38%) B Buae kpacHon neHbl. R=0,30 B
cMecn MeTuneHXnopua:MeTaHon: (rmgpokeng aMmmo-
Husa) =9:1:0,1:
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C AMP (CDCls) & 147,0, 139,7, 1351, 131,86,
131,0, 129,2, 1285, 124,7, 1242, 120,7, 1186,
116,8, 116,6, 113,6, 112,6, 67,1, 57,4, 40,8, 31,3,
29,2,21.9;

FAB LRMS 419 [MH"].

OnemeHTtHbIaHann3 ana  CoiH21FaN4O2:0,6-
CHzC|2Z
BbluncneHo: C5527;H4,77;N 11,94;

HanpeHo: C55,44;H4,58; N 11,52.

AA. 5-(5,6-Anxnop-2-HuTpodeHunammHo)-3-(N-
MeTunmmpponuauH-2-nnmetn)-1H-nHgon

Ucnombayot  (R)-5-amuHo-3-(N-meTtunnupponu-
AnH-2-unmeTun)-1H-uHgon 1 1,2,3-TpuxnopHUTpO-
6eH3on. B kayecTtBe OCHOBaHUS MCMOMb3YIOT Kapbo-
HaT HaTpusa, B kadvectBe pactBoputens - N,N-gu-
MeTundopmamui, U peakLMoHHYI0 CMEeCh HarpeBaroT
npu 125°C B TeyeHne 3 4yacoB. KonoHouHasi xpo-
mMaTtorpacdmsa OaeT Ha3BaHHOE B 3arofioBke coemu-
HeHue (60%) B BMAEe TBepAOro KpacHOro BeluecTBa.
R=0,4 B cmecn MeTuneHXopuaMeTaHomn:(rmapok-
cua ammonunst) = 9:1:0,1:

'H AMP (CDCl3) & 8,59 (wi.c, NH), 8,36 (w.c, NH),
7,96 (g,J=9,1 'y, 1H), 7,23 (8, J=8,6 'y, 1H), 7,09 (c,
1H), 7,07 (g, J=9,1 Ty, 1H), 6,99 (g, J=1,9 'y, 1H),
6,81 (oA, J=8,6 n 2,1 'y, 1H), 3,15-3,05 (m, 2H), 2,54
(am, J=13,8 1 9,6 'u, 1H), 2,46-2,33 (m, 1H), 2,40 (c,
3H), 2,22 (pa, J=17,4 n 9,3 Ty, 1H), 1,84-1,48 (m,
4H);

FAB HRMS: BbluucneHo ansa [CaoH20CI2N4O2H]
419,1044, HangeHo 419,1046.

BB. 5-(5-Xnop-2-HutpodeHnnammHo)-3-((N-vie-
mnnupponuanH-2-unmeTun)-1H-ungon

NcnomeaytoT  (R)-5-amnHo-3-(N-MeTtunnupponu-
OVH-2-unveTun)-1H-uHpon un  2,4-guxnopHUTPobeH-
30mn. B kavectBe OCHOBaHWA UCMONbL3YIOT kapboHaT
HaTpus, B kadectBe pacteoputens - N,N-gumetun-
dopmMamua, U peakLMOHHYI0 CMeCb HarpesatoT npu
125°C B TeueHue 3 yacos. KonoHo4Haa xpomaTorpa-
dusa paet HasBanHoe ocoeauHenue (50%) B Buae
TBEPOOro KPacHOro BeLLecTBa.

FAB HRMS: BblumcneHo ans [C2oH21CIN4O2-H]
385,1434, HanpeHo 385,1451.

CC. 5-(4-UnaHo-2-HnTtpodeHnnammHo)-3-
([2R,4R)-N-meTnn-4-meToKCUNUpponuanH-2-nnme-
mn]-1H-nHgon

NcnomeaytoT 5-amunHo-3-[(2R,4R)-N-vetnn-4-ve-
ToKCunMpponuauH-2-unmemnl-1H-uHgon n 4-xnop-3-
HUTPOOEH3OoHMTPUN. B KayecTBe OCHOBaHWUA NpuMe-
HSIIOT TPU3TUNAMUH, B Ka4ecTBe pacTBopuTens —ab-
COMIOTHBIN 3TaHOM, U PEAKLUMOHHYIO CMECh KUMATAT C
obpaTtHbIM xonoauneHUKOM B TedeHne 3,5 vacos. Ko-
NOHOYHas xpomaTtorpadusi gaeT Ha3BaHHOe B 3aro-
noeke coeamHeHune (56%) B BUAE KpacHOro TBepAoro
aMopdHOro BeLlecTBa:

'H 9AMP (CDCls) & 9,92 (w.c, NH), 854 (a,
J=1,9 'y, 1H), 8,52 (w.c, NH), 7,45-7,39 (v, 3H), 7,13
(w.c, 1H), 7,03 (am, J=8,8 n 1,7 'y, 1H), 7,03 (4,
J=8,9 Iy, 1H), 3,80-3,70 (m, 1H), 3,26 (c, 3H), 3,25-
3,15 (m, 2H), 2,70 (og, J=14,2 n 9,5 'y, 1H), 2,49-
2,38 (m, 1H), 2,42 (c, 3H), 2,25 (pp, J=10,8 n 5,3 'y,
1H), 2,19-2,10 (m, 1H), 1,67-1,56 (m, 1H);

C AMP (CDCls) & 147,2, 137,0, 1351, 1321,

131,3, 128,5, 128,0, 124,1, 120,3, 118,0, 1170,
116,8,114,0,112,6, 99,0, 78,5, 65,9, 62,4, 56,5, 40,6,
39,2, 29,5;

FAB HRMS: BbluncneHo pana  [Ca2H23Ns03-H]

406,1881, HanoeHo 406,1872.
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Mpymep 2. OBwas meToavka ankuMpoBaHWs
(R)-5-(3-HuTpONMpUMa-2-MnamuHo )-3-(MnpponuamH-2-
meTun)-1H-nHgonos

K nepemewnsaemomy pacteopy (R)-5-(3-HuT-
ponupuna-2-nnamuHo)-3-(MMppPONUANH-2-NIMEeTUI)-
1H-nHpona (0,337 r, 1,00 mMonb) 1 TpUaTUNaMuHa
(0,126 r, 1,25 mmorb, 1,25 B.) NM60 B 6G€3BOJHOM
MeTuneHxnopuae, nmbo B 6e3B0gHOM aueToHUTpUne,
B abcontoTHOM aTaHone nnu B nsonponaHone (10 mn)
npu KOMHaTHOM TemnepaType B atmocdepe asoTa
no kannaMm Ao6aBnsawT  ankunMpylowMn — areHT
(1,25 mmonb). Monyd4eHHbIN B pesynbTaTe peakLoH-
HbIi pacTBOp 3aTeM NepemeluMBaloT B aTtmocdepe
asoTa MpuM KOMHaTHOW TemnepaType Wnn KunaTaT C
obpaTtHbIM xonoAunbHUKOM B TeveHne 1-20 yacos, B
3aBMCMMOCTU OT cybcTpaTa. MonydeHHyio B pesyrb-
TaTte peakUMOHHYI0 CMEChb HEMOCPeACTBEHHO NOABep-
ralT KONIOHOYHOW XpomaTorpaduu, NCnomnb3ys CUIm-
karenb (npubnmantensHo 25 r) n anovposBaHue cve-
Cbl0 MeTUNEeHXNopua:MeTaHon:(rMapoKeMa aMMOoHUs)
= 9:1:0,1, n nonyyaloT Ha3BaHHOE B 3arorioBke Co-
e[INHeHMne.

Cnepys atoi MmeToauke, NONy4aloT NepeyncreH-
Hble Jarnee coeanHeHUs .

A, (R)-3-(N-LuknonponmunmeTmnnmpponuamH-2-
unmetn)-5-3-Hntponupuna-2-unamuHo)-1H-nHgon

PacTtBoputenem ans peakuuu siBnseTcss MeTu-
neHxnopwa, ankunupylowmn areHT npeacraBnseT co-
6o GpoMMETUNUVMKIIONPONaH U peakLMOHHbIN pac-
TBOP KUMATAT C 0O6paTHbIM XONOAUNBHUKOM B Teye-
Hue 4 yacoB. XpoMaTorpadgumen nonyqatoT Ha3BaHHoe
B 3aronoBke coeguHeHve (34%) B Buge TemHo-kpac-
HOW NEHbI:

BC AMP (CDCls) & 155,7, 1514, 135,5, 1343,
1294, 128,2, 1231, 119,3, 1144, 1143, 1130,
111,4, 65,0, 59,9, 55,0, 30,9, 30,3, 22,2, 10,0;

FAB LRMS (m/z, oTHOCMTeNbHas WHTEHCMBHOCTD)
392 (M', 33), 374 (3), 307 (3), 267 (7), 220 (7), 154
(10), 124 (100);

HRMS: BbluncneHo anga CaxH2asNsO2
HangeHo 391,1988.

B. (R)-5-(3-Hutponupuna-2-unammuo)-3-(N-(2-
NPOMUHUIT)MNPPOIMANH-2-UMeTn)-1H-vHZoN

PacTtBoputenem gns peakuuun siBnsieTcs MeTu-
neHxnopua, ankunupylowmin areHT npeacTaBnseT co-
601 nponaprunbpoMna U peakLMOHHbIN pacTeop ne-
pemMeLLMBaloT NpM KOMHATHOW TemnepaType B Tede-
Hue 2 yacoB. XpomaTtorpadgms AaeT Ha3BaHHOE B 3a-
ronoeke coeauHeHne (69%) B BMAE TEMHO-KpacHON
NeHbI:

BC AMP (CDCls) & 155,7, 1514, 135,5, 1343,
1294, 128,0, 123,1, 119,2, 1143, 114,0, 113,0,
111,3,79,1,72,8,61,6,53,2,40,8, 31,2, 29,8, 21,9;

FAB LRMS (m/z, oTHOCuTeNbHas MHTEHCUBHOCTL)
376 (MH",67), 350 (5), 307 (17), 267 (12), 220 (10),
136 (100);

HRMS: BbluncneHo ans C21H21NsO2 375,1697, Han-
AeHo 375,1585.

C. (R)-5-(3-Hutponupmna-2-unammto)-3-(N-(2-
nponeHun)-NuppormanH-2-unmeTun)-1H-uHgon

PacTtBoputenem ana peakuuu sBnseTcs MeTu-
neHxnopua, ankunMpyloLmMin areHT NnpeacTaBnseT co-
60 annMnMoaMa M peakuMoHHbIA pacTBOp nepeme-
LUMBAIOT NPU KOMHaTHOW TeMnepaTtype B TedeHune 2,5
YacoB. XpomaTorpadms gaeT HazBaHHOE B 3arofioBke
coeauHeHuve (59%) B BuAE TEMHO-KPACHOM NEHbI:

391,2011,
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C AMP (CDCls) & 155,7, 1512, 135,6, 1342,
129,9, 128,2, 126,9, 126,6, 125,6, 1251, 1196,
113,4,112,2,109,6, 67,4, 56,3, 53,7, 30,7, 30,3, 27,2,
22,0;

FAB LRMS (m/z, oTHOCMTENbHas WMHTEHCMBHOCTDL)
378 (M',100), 336 (3), 267 (10), 220 (13), 136 (40).

OnemeHTHbIN aHamm3 ansa Ca1H2sNs02:1,6 CHCI3

(xnopodopm):
BbluncrneHo: C47,75;H4,36; N 12,32;
HanpeHo: C47,89;H4,51;N 12,68;
HRMS: BbluncneHo ansa CaziHasNsO2 377,1854,

HanaeHo 377,1881.

D. (R)-5-(3-Hutponupua-2-nnammHo)-3-(N-npo-
NMANMMPPONMANH-2-unmeTnn)-1H-nHgon

PactBoputenem ans peakuumn siBnseTcsa MeTu-
neHxnopua, ankunMpyloLMin areHT NpeacTaBnseT co-
601 nmponurmMoana U peakuMOHHbIA pacTBop nepe-
MeLLMBaOT NPU KOMHATHOW TeMrnepaType B TeyeHue
18 yacoB. XpomaTorpadms gaeT Ha3BaHHoOe B 3aro-
noeke coeguHeHne (26%) B BMAE TEMHO-KpacHOW
neHbl:

C AMP (CDCls) & 155,6, 151,2, 135,5, 1342,
130,0, 128,2, 126,8, 1252, 119,7, 113,3, 1131,
112,2, 109,6, 69,3, 56,9, 54,5, 30,6, 27,1, 22,0, 18,7,
11.,4;

FAB LRMS (m/z, oTHOCMTeNbHas WMHTEHCMBHOCTD)
380(M", 80), 363 (3), 333 (5), 271 (8), 243 (8), 157
(60), 135 (43), 112 (100);

El LRMS (m/z, oTHOcuTENbHas WHTEHCMBHOCTD)
379(M', 0,2), 378 (1), 267 (3), 220 (5), 128 (14), 112
(100);

HRMS: BbluncneHo ansa  CaziHasNs02
HanpaeHo 379,2027.

E. (R)-3-(N-BymnnupponumH-2-unveTtnn)-5-(3-
HUTpoNMpuA-2-unamuHo)-1H-nHgon

PacTtBoputenem ana peakuuu €BrseTcs MeTu-
neHxnopua, ankunMpyloLMin areHT NpeacTaBnseT co-
6on Bymmnuoama M peakuMOoHHbI pacTBOp nepeme-
LLMBAIOT NPU KOMHATHOW TemnepaType B TeyeHue 18
YyacoB. Xpomartorpadmsa gaeT Ha3BaHHOE B 3arofloBKe
coeavHeHve (33%) B BUAe TEMHO-KPaCHOW NeHbI:

BC AMP (CDCls) & 155,7, 1512, 135,5, 1342,
130,0, 128,2, 126,8, 1252, 119,7, 113,3, 1132,
112,3, 109,5, 69,2, 55,0, 54,5, 30,6, 27,1, 26,8, 22,0,
20,0, 13,3;

LRMS (m/z, oTHocuTenbHas MHTEHMBHOCTb) 393
(M*,0,2), 392 (1), 391 (1), 267 2), 220 (3), 126 (100);

HRMS: BbluncneHo pans CoHo7NsO2 393,2167,
HangeHo 393,2156.

F. 3-(N-(2-I'mppokcmuuknoneHT!n) nuppormaunH-
2-nnvetnn)-5-(3-untpommpna-2-nnamumHo)-1H-nHgon

PactBoputenem ans peakuuun siBnseTca MeTu-
neHxnopua, ankunMpyloLMin areHT NpeAcTaBnseT co-
601 LMKNOMEHTEHOKCUA N PeaKLMOHHbIN pacTBop Ha-
rpeBatoT Npu TemnepaType KUneHusi ¢ obpaTtHbIM Xo-
noauneHukom (82%) B TeveHne 20 yacoB. Xpomarto-
rpadma gaeT HasBaHHOe B 3arofoBke CoeduHeHue
(57%) B BMOE TEMHO-KpPACHOW NeHbl, coaepxallen
CMecCh AvMacTepeomMepoB Yy atoma yrnepoga, npucoe-
AVHEHHOrO K CUPTY.

BC AMP (CDCls) & 155,6, 151,3, 135,5, 134,2,
129,3, 129,3, 128,1, 123,3, 123,2, 119,0, 118,9,
114,6, 114,2, 114,2, 113,0, 1114, 1114, 755,
74,7706, 69,1, 62,4, 61,7, 51,1, 48,2, 34,6, 32,8,
31,1, 30,9, 30,8, 30,3, 29,2, 23,1, 23,0, 22,7, 21,7,
20,5;

379,2011,
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LRMS (m/z, oTHOCUTENbHast WHTEHCMBHOCTL) 421
(M, 0,2), 420 (1), 419 (1), 418 (55), 380 (13), 348
(22),279 (100), 218 (30), 169 (44), 154 (91);

HRMS: BbluncneHo ans  Coa3Ho7NsOs 421,2116,
HanaeHo 421,2040.

G. (R)-3-(N-OTtunnupponuanH-2-unmeTun)-5-(3-
HUTpOMMpPUA-2-nnamuHo)-1H-nHgon

PactBopuTenem B peakuumn ABnsieTCH aLeTOHUT-
pun, ankunupylowmi areHT npegcraBnseT cobon
STMANOAMA, PeakUMOHHbBIA pacTBOp NepemeLunBatoT
npu KOMHATHOW TemnepaType B TeyeHue 7 4acos.
Xpomatorpadms daeT Ha3BaHHOe B 3arofloBke coe-
avHeHne (32%) B BUAE TEMHO-KPACHOW NeHbI:

BC AMP (CDCls) & 155,6, 151,2, 135,5, 134,2,
130,0, 128,2, 126,8, 1252, 119,7, 113,3, 1132,
112,2,109,5, 68,8, 53,8, 50,1, 30,7, 27,2, 21,9, 10,5;

FAB LRMS (m/z, oTHOCMTENbHas MHTEHCMBHOCTD)
366 (MH", 100), 332 (8), 257 (8), 229 (15), 157 (55),
135 (37);

HRMS: BblumcneHo ana  CooH2sNsO2
HangeHo 365,1836.

H. (R)-5-(3-Hutponnpung-2-nnammHo)-3-(N-neH-
mnnupponuanH-2-unmeTun)-1H-nHgon

PactBopuTtenem Ansa peakuuun siBnseTca MeTu-
neHxnopva, ankunupyloLmin areHT NnpeacTaenseT co-
6o neHTMNVMOANA U peakUMOHHbIN pacTBOp nepeme-
LUMBAIOT NPU KOMHaTHOM TemnepaType B TeyeHue 18
YacoBs. XpomaTtorpadms gaeT HasBaHHOe B 3arofioBKke
coeauHeHue (23%) B BuAE TEMHO-KPACHOM NEHbI:

BC AMP (CDCls) & 155,6, 151,2, 135,5, 1342,
130,0, 128,2, 126,8, 1253, 119,7, 113,3, 1131,
112,2, 109,6, 69,1, 55,2, 54,5, 30,7, 28,7, 27,2, 24,5,
22,0,21,8,13,7;

FAB LRMS (m/z, oTHOCuTEeNbHas MHTEHMBHOCTDL)
408 (MH", 36), 327 (8), 136 (100);

HRMS: BblumcneHo ans  CazsHzoNsO:2
HanaeHo 407,2299.

I. (R)-3-(N-(2-MeTnnokcuammn)nnpponmanH-2-un-
MeTun)-5-(3-Hutponupna-2-unammuo)-1H-nHgon

PacTtBoputenem ana peakumm SBNSETCS CMeCh
auetoHuTpuUn - metunenxnopug (1:1), ankunupyto-
LM areHT npeactaensieT cobor cmecs 2-6poMaTun-
MeTUNoBoro agmpa ¢ nogngom Hatpma (1,25 mmorb)
W peaKkLUWOHHbIA pacTBOp HarpeBaT Npu Temnepary-
pe kKunewus ¢ obpaTtHbiM xonoaunbHukom (40°C) B
TeyeHume 7 yacoB. XpomaTorpadms gaeT Ha3BaHHOE B
3aronoske coeanHeHve (32%) B BUae TEMHO-KPACHOW
neHbl:

BC AMP (CDCls) & 155,7, 1512, 135,5, 1342,
129,8, 128,1, 126,9, 125,0, 119,6, 113,4, 1133,
112,2, 1094, 69,1, 66,9, 59,0, 554, 46,4, 29,9, 26,8,
22,0;

LRMS (m/z, oTHocuTenbHasi WHTEHCMBHOCTb)
395(M", 0,5), 394 (1), 348 (20), 267 (39), 220 (68),
128 (100);

HRMS: BbluncnieHo ansa  CaiHasNs0s3
HangeHo 395,1940.

J. (R)-3-(N-(2-UunaHoamn)mmpponuauH-2-unme-
™n)-5-(3-HuTponupua-2-nnammHo)-1H-nHgon

PactBoputenem ansa peakumun siensetca abco-
MIOTHBIN 3TAHOM, ankUIMPYIOWMI areHT npeacTasns-
eT cobon aKpUroHMUTPUI, OCHOBaHME HE UCMONb3YIOT
M peakuUMOHHYI0 CMeCb NepemMeLLMBaloT Npu KOMHaT-
HoM TemnepaType B TeyeHne 18 yacos. XpomaTorpa-
v OaeT HasBaHHOe B 3arofioBKe CcoeAnHeHue
(27%) B BUAE TEMHO-KPaCHOW NEHbI:

365,1854,

407,2324,

395,1960,

16

'H AMP (CDCl3) & 10,1 (w.c, 1H), 8,52 (a4, J=8,4 n
1,6 'y, 1H), 8,44 (o4, J=1,5un 4,4 Ty, 1H), 8,19 (w.c,
1H), 7,76 (w.c, 1H), 7,38-7,27 (m, 2H), 7,09 (g, J=1,5
lu, 1H), 6,76 (o4, J=4,5n 8,3 'y, 1H), 3,27-3,13 (™,
4H), 3,08-3,01 (v, 1H), 2,88-2,78 (M, 1H), 2,74-2,49
(m, 4H), 2,32-2,22 (m, 1H), 1,90-1,57 (M, 4H);

LRMS (m/z, oTHOocuMTenbHas MHTeHBHOCTL) 390
(M*,17), 335 (5), 268 (54), 220 (24), 123 (100);

HRMS: BbluncneHo ana CaH2NeO2 390,1807,
HangeHo 390,1773.

K. (R)-3-(N-(2-UnaHomeTun)nupponmavH-2-mnve-
™n)-5-(3-HuTponupua-2-nnammHo)-1H-nHgon

PacTtBoputenem ana peakumm sBNSETCS CMeCh
aueToHMTpUN - metuneHxnopug (3:2), amkunvpyo-
LMW areHT npeacTasnsaeT cobor GpomaueToHnTpun n
peakLMOHHYI0 CMEeCs NepeMeLLMBatOT NpU KOMHaTHOM
TemnepaTtype B TedyeHue 18 yacoB. XpomaTtorpadmsa
JaeT HasBaHHOe B 3aronoske coeavHeHue (76%) B
BMAE TEMHO-KPaCHOMN NeHbI:

“C AMP (CDCls) & 155,8, 1514, 135,5, 1342,
129,6, 128,1, 127,9, 123,3, 119,3, 1155, 1141,
113,1,111,5,62,1,53,7,40,7, 31,2, 29,9, 22,2;

LPMS (m/z, oTHocuTenbHas WHTEHOMBHOCTDL)
376(M", 6), 375 (28), 279 (58), 180 (10), 16 (14), 109
(100);

HRMS: BbluncneHo ans  CooH2oNeO2
HangeHo 376,1641.

Mpumep 3. Obwasa meToauKa NonydeHus S5-apun-
aMmuHo-3-(nunepua-4-un)-1H-uHgonos, 5-apyunammHo-
3-(1,2,5,6-Tetparmpgponnpua-4-un)-1H-nHgonos  nm
5-apunoken-3-(1,2,5,6-tetparmgponmpug-4-un)-1H-
WHOONOB MpU OTLENNEeHM 3alwMTHBIX rpynn oT 5-
apunamuHo-3-(N-TpeT-6yTokcukapboHunnmnepua-4-
un)-1H-uHgonos,  5-apunammHo-3-(N-TpeT-6yToKCH-
kapbonun-1,2,5,6-tetparvgponupua-4-un)-1H-uHgo-
nos wunn 5-apunokcu-3-(N-TpeT-6yToKCnKapboHus-
1,2,5,6-Ttetparmgponmpung4-un)-1H-nHgonos, cooT-
BETCTBEHHO

Yepes pacteop 5-apunamuHo-3-(N-TpeT-6yTokcu-
kapbonunnunepug-4-un)-1H-nHgona, 5-apunamuHo-
3-(N-TpeT-6yTOKCUKApboHUN-1,2,5,6-TeTparmaponu-
pua-4-un)-1H-nHgona unn 5-apmnokcn-3-(N-TpeT-6y-
ToKCcukapboHun-1,2,5,6-tetpampponupng-4-un)-1H-
umHgona (2,00 mmons) B abcontoTHoM aTaHorne (20
M) npu nepemewwmsaHwm, npu 0°C, nponyckatoT ra-
3006pasHbii HCI B TeueHne npubnumsntensHo 15 mMu-
HyT. [ony4YeHHyi0 B pesynbTaTe CMeCb MepemeLm-
BatoT npu 0°C B aTMocdepe asoTa B TeueHue 6 va-
coB. Cmecb 3aTeM unbTPYIOT 1 nony4atoT 5-apuna-
MuHo-3-(nunepug~4-un)-1H-nupgon, 5-apunammHo-3-
(1,2,5,6-tetparmgpormpua-4-un)-1H-nHgon wnn  5-
apunokeu-3-(1,2,5,6-tetparmaponvpuna-4-un)-1H-
nHgon B Buae mapoxnopuaa (HCl-conw).

A.  5-(3-Hutponupua-2-nnamumHo)-3-(nunepma-4-
un)-1H-nHgon

Ucnonbayot  3-(N-TpeT-6yTokcukapboHunnune-
pua-4-un)-5-(3-HuTponupua-2-unammHo)-1H-nHgon.
dunbTpauven nonyyatoT Ha3BaHHOE B 3arofioBke CO-
eanHenne (83%) B BMAE TEMHO-KpacHOro TBepAOoro
BellecTBa:

T. nn., pasnoxexue, 220°C;

C AMP (OMCO-ds) & 155,5, 150,8, 135,7, 134,4,
129,2, 1279, 126,0, 121,8, 119,3, 118,3, 1145,
113,4,111,5,43,5, 31,0, 29,0;

LRMS (m/z, oTHOCMTENbHAsA MHTEHCUMBHOCTL), 337
(M*,31), 302 (44), 281 (31), 240 (100).

OnemeHTHbMaHanu3 ans CigH19NsO02-3,0HCI:

376,1650,
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Bbluncneno:  C 48,39;H 4,96; N 15,68;

HanpeHo: C48,73;H5,16; N 15,21.

B. 5-(3-Hutponupug-2-nnammto)-3-(1,2,5,6-teT-
parvaponupna-4-un)-1H-uHgon

Mcnonbaytot 3-(N-TpeT-6yTokcmkapboHnn-1,2,56
-TeTparvaponupua-4-4n)-5-(3-HuTponupua-2-mnamu-
HO)-1H-uHgon. dunbTpaumst JaeT Ha3BaHHOe B 3aro-
noeke coeguHeHne (82%) B BMOE TEMHO-KPACHOrO
TBEPOOrO BELLECTBA:

T.nn., pasnoxexue, 204°C;

BC AMP (OMCO-de) & 155,3, 150,7, 135,7, 134,9,
130,5, 130,0, 128,1, 124,7, 1243, 119,6, 1157,
114,7,113,5,111,8, 48,6, 41,2, 23,9;

OnemeHTHbI aHanuM3  Ans
HCI-CH30H (meTaHon):

BbluncneHo: C48,80;H5,12; N 14,98;

HanpeHo: C49,11;H5,14; N 15,34.

C. 5-(5-Hutponupuna-2-unammnto)-3-(1,2,5,6-tet-
parvaponupna-4-un)-1H-uHgon

Mcnonb3ytot 3-(N-TpeT-6yTrokcnkapboHun-1,2,56
-TeTparvapo-nupna-4-1n)-5-(5-Hntponupuna-2-nnamu-
HO)-1H-uHgon. dunbTpaums JaeT Ha3BaHHOe B 3aro-
noske coegnHeHwe (87%) B BUAE TEMHO-KpaCHOro
TBEPOOrO BELLECTBa:

T.nn., pasnoxexue, 273°C;

Bc amp (OMCO-ds) & 159,9, 146,7, 135,2, 134,2,
132,2, 131,9, 130,1, 124,55, 1244, 118,0, 1150,
113,0,112,1,41,9,40,6, 24,7

LRMS (m/z, oTHOoCUTENBHAA MHTEHCMBHOCT), 336
(20), 335 (M", 100), 306 (50), 294 (53), 167 (67).

AnemeHTHbIM aHamm3 ana CigH17Ns02-2,1HCI:
BbluncnenHo: C5248;H4,67;N 17,00;
HanpeHo: C5241;H4,54;N16,71.
D. 5-(3-Hutponupuna-2-unokem)-3-(1,2,5,6-tetpa-
rmaponupua-4-un)-1H-uHgon
Mcnonb3yiot 3-(N-TpeT-6yTOKCMKapBOHWN-
1,2,5,6-TeTparngponmpug-4-un)-5-(3-Hutponmpna-2-
unoken)-1H-uHgon. dunbTpauus gaeT Has3BaHHOE B
3aronoske coeavHeHue (53%) B Buae TBEPOOrO Xer-
TOrO BeLecTBa:
T.nn. 244,0-245,0°C;
BC AMP (IMCO-de) 5 155,9, 152,1, 146,2, 135,9,

C18H17N502:2,75

134,8, 134,1, 129,7, 1253, 1246, 118,7, 116,2,
114,9,112,7,112,4,112,3,41,2, 24 0.
OnemMeHTHbIN aHams ans C18H16N4O3-
1,5HCI-0,5CH30H (meTaHon):
Bbluncneno: C54,59;H4,83;N 13,76;
HanpeHo: C54,21;,H4,56;N 13,44.

E. 5-(5-Hutponupua-2-unoken)-3-(1,2,5,6-tetpa-
rmaponupua-4-un)-1H-uHgon

Mcnone3ytot 3-(N-TpeTt-6yTokcukapboHun-1,2,56
-TeTparnaponupua-4-4n)-5-(5-HnTponnpung-2-mnokcm)
-1H-nHgon. dunbTpaumsa gaet Ha3BaHHOE B 3aronoB-
ke coegnHeHne (19%) B BuOE opaHXeBOMN MeHbI:

Bc amp (AMCO-ds) 6 167,7, 146,2, 144,9, 140,0,
135,5, 134,8, 129,7, 1242, 1155, 112,7, 1123,
110,9,44,7,42,8,28,1;

LRMS (m/z, oTHOCMTeNbHas WHTEHCMBHOCTb),
336(M’, 24), 307 (9), 210 (100), 185 (40).

HRMS: BblucneHo ana  CigH1sN4O3
HanpgeHo 336,1196.

Mpvmep 4. 3-2-OvmetvnamunHoa™n)-5-(3-amu-
Honvpuna-2-unamuHo)-1H-uHgon

Cmecb 3-(2-gumeTvnaMuHoaTUn)-5-(3-HuTponu-
pua-2-nnamuHo)-1H-vHgona (1,27 r, 3,90 mmorb),
10% Pd-Ha-yrne (200 mr) n abcontoTHOro ataHona
(20 mn) BcTpsaxuBaloT B aTMocdepe Bogopoda

336,1224,

17

(3atm) B TeueHue 2 vacoB. PeakumoHHYlO cmech
UNbTPYIOT Yepe3 ANaToOMOBYIO 3eMII0 U dmnbTpaT
ynapvBaltT MNpu MNOHWXeHHOM pAaBneHuu. OcTtaTtok
noaBepralT KOMOHOYHOW XpomaTorpadumu Ha Ccumm-
karene (npubnusutensHo 40 r) n anoupyloT abco-
MNOTHBIM 3TAaHOMOM, NOMY4alT Ha3BaHHOE B 3arosioB-
ke coemHeHune (0,74 r, 64%), B BuOge He cosceMm be-
Noro TBepaoro BeLlecTsa:

T.nn. 196,0-198,0°C, c BblgeneHnem rasa.

BC AMP (OMCO-ds) 5 145,3, 134,5, 133,6, 132,1,
131,0, 127,3, 122,6, 118,8, 116,1, 1142, 1121,
110,8,108,6,60,1,45,2,23 4;

HRMS BbluncneHo ansa Ci7H21Ns 295,1793, Hanpge-
HO 295,1810.

OnemeHTHbIN aHanu3 Ana Ci7H21Ns50,4C2HeO

(ataHon):
BbluncrneHo: C68,13;H7,52;N 22,32;
HarigeHo: C68,12;H7,19; N 22,51.
Mpumep 5. 3-(2-OvmeTnnamumHoatn)-5-(3-ce-

HUnkap6oHunaMmHonupua-2-unammo)-1H-nHgon

K pacteopy 3-(2-aMmeTunamuHoaTvn)-5-(3-amu-
Honupua-2-unamuHo)-1H-uHgon (0,157 r, 0,53 mmo-
nb) n Tpuatunamuna (74 mkn, 0,54 mmonb, 1,0 3kB.) B
6e3BoaHoM TeTparmapodypaHe (3 mn) AobaBnstoT no
KannsMm npu nepemewwmsaHum 6eHzounxnopua (62
mkn, 0,54 mmone, 1,0 akB.). Obpasyowytoca B pe-
3ynbTate peakUMOHHYI0 CMEeCb NepeMelunBaloT npu
KOMHaTHON TemnepaType B amvocdepe a3oTa B Te-
yeHune 15 MuHyt. [J06aBNSAT HaCbIWEHHBIV PacTBOP
6ukapboHaTta HaTtpusa (10 mn) n 3Ty BOAHYIO CMeEChb
akcTparmpytoT atunauetatom (3x10 mn). OpraHuye-
CKMe aKCTpakTbl 06beaunsioT, cywat (MgSOs.) u yna-
puBalOT NpU NOHWKeHHOM daeneHuun. OcTtaTok ob6pa-
GaTbiBalOT OUSTMNOBLIM 3CMPOM U MOMyvaloT Ha-
3BaHHOe B 3aronoBke coefuHeHue (0,082 r, 39%) B
BMAE TBEPAOro amopdHOoro BeLecTsa:

“C AMP (IMCO-ds) & 166,5, 151,9, 144,5, 134,5,
132,7, 132,5, 131,6, 128,3, 128,0, 127,2, 122,8,
119,6, 117,3, 113,3, 112,1, 110,8, 110,4, 59,9, 45,0,
23,1;

LRMS (m/z, oTHOocuTENbHas WHTEHCUMBHOCTL), 339
(M, 100), 354 (33), 249 (10), 235 (18), 204 (10), 160
(86);

HRMS: BbluncneHo ansa CasHsNsO 399,2062, Han-
neHo 399,2080.

Mpumep 6. 3-(2-OumeTunaomuHoaTUN)-5-(6-6€H-
3unaMmuHo-«kapboHun-3-memmniuo-1,2,4-1puasuH-5-
unamunHo)-1H-nHgon

K nepemewmBaemon cmecu 3-(2-gumetunamun-
HO3TWN)-5-(6-3TOKCMKapBOHUN-3-MeTUNTMO-1,2,4-TpK-
asnH-5-unamuHo)-1H-nugona (0,25, 0,62 mmone), B
MeTuneHxnopuae (5 Mn) npn KOMHaTHOW TemnepaTy-
pe B aTMocdepe aszoTa go6aBnsAT no KannsaMm OeH-
sunamuH (0,14 mn, 1,25 mmorb, 2,0 akB.). Obpasyto-
LyIOCA B pe3ynbTaTe pPeakuMOHHYI0 CMeCh nepeme-
LUMBAIOT NP KOMHATHOW TemnepaTtype B atMocdepe
asoTa B TeveHue 48 yacos 1 3aTeM unbTpyoT. [o-
NydeHHOE B pe3ynbTaTe TBEpOOE XKenTtoe BeLIECTBO
nepexkpMcTanin3oBbIBalOT U3 CMEec MeTaHon - 3Tur-
auertarT (4:1) 1 nonyyatoT Ha3BaHHOe B 3arofioBke Co-
eanHenune (0,063 r, 22%) B BUAOE XXENTOro TBepAoro

BellecTBa:
T.nn.207,0-209,0°C;
FAB HRMS: BbluncneHo pans [CaqH27N70S-H']

462,2079, HangeHo 462,2054.
OnemeHTHbIN aHamm3 ana CaH27N70S-3,4H20:
BbluncneHo: C 60,67;H6,05;N 20,63;
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HanpeHo: C 60,58;H 5,73; N 20,58.

Mpumep 7 N-MeTun-3-(5-peHnnkapboHnnammHo-
MHZOoN-3-Un)CyKuMHammg,

PactBop  5-thbeHunkapboHunammHo-1H-nHgona
(2,50 r, 10,58 mmomb) (Chem. Abstracts, 10991g
(1954)) n N-memunummnga ManemHoBOW KWUCMOTbI
(2,941, 26,46 mMonb, 2,5 3KB.) B NeAstHOW YKCYCHOW
KucroTe (75 Mn) KUNATAT ¢ 06paTHLIM XONOAUNbHU-
KOM B atMocdepe a3oTa B TeueHue 24 yacos. [lony-
YEHHbIN B pe3yrnbTaTe peaKkUMOHHbIA pacTBop ynapu-
BalT MNPV MOHWKEHHOM [JaBMEHMM W OCTaBLUeecs
Macno pacTteopsitoT B aTunauetate (50 mn). 3TOT
pacTBOp NPOMbIBAKOT HaCbILEHHLIM PacTBOPOM Ou-
kapboHaTa Hatpusi (2x25 mn), cywaT (MgSOs) 1 Bbi-
napuvBeatoT Npu NOHWKEHHOM gaBneHun. OcTaBLueecs
Macro noABepratT KONOHOYHOM XpoMaTtorpadmu, mc-
nonb3ys cunukarens (MpubémmautensHo 100 r) u anto-
MpoBaHME CMeCblo dTvnaueTaT.rekcaH (rpagueHT oT
1:3 po 1:1), nony4aloT Ha3BaHHOE B 3arosioBke Co-
envHenne (1,06 r, 29%) B Buge Gernoro TBepAoro
BellecTBa:

T.nn.226,5-227,5°C;

FAB LRMS (m/z, oTHOocuTenbHasi MHTEHCUBHOCTb),
348 (MH", 100), 332 (2), 275 (4), 263 (5).

OnemeHTHbIN aHam3 ana CaH17N303-1/8H20:

Bbluncneno:  C 68,71;H 4,97; N 12,02;

HanpeHo: C68,68;H4,74; N 11,91.

Mpwmep 8. 5-beHannamuHo-3-(N-veTmnnmupponu-
anH-3-un)-1H-uHgon

K pactBopy N-metunn-3-(5-cheHunkapboHun-amm-
HouHpon-3-un)cykumHammaa (18,31 r, 52,71 mmorb)
B 6e3BogHOM TeTparmapodypaHe (270 mn) npu 0°C
npu nepemewmBaHun obaensaoT anoMornapug nm-
™sa (20,01 r, 527 mmonb, 10 3kB.) B BUuae TBEpOOro
BellecTBa nopumamu B TedeHune 45 MuHyT. MonyyeH-
HYI0 B pe3ynbTaTe peakUMOHHYI0 CMeChb MepemeLum-
BalOT MpW KOMHaTHOM TemnepaType B atmocdepe
asoTa B TeyeHne 24 vacoB. 3aTeM K peakuMOHHOMN
cMecu OoCTopoxHo gobaensioT Bogy (5 mn) u atn-
auetat (100 mn). MNony4yeHHy0 B pe3ynbTaTe CMeCb
nepemMeLLMBaOT NpU KOMHATHOW TemnepaType B Te-
YyeHne 1 yaca. PeakuMoHHylo cmecb UNbLTPYIOT U
dunbTpaT ynapuBalT NpU MOHWKEHHOM AaBMEHUW.
OcTaBlleecqa mMacro noaBepratT KONOHOYHOW Xpo-
Martorpacduun, wucrnosb3ysa cunukarens (Npubnuau-
TensHo 500 r) u anvpoBaHME CMecbl 3ITunaue-
TaT.MeTaHOoN:TpuatMnamMmuH (rpagmeHt ot 9:0:1 go
8:1:1) n nonyyatoT Ha3BaHHOE B 3arofioBke coefnHe-
Hue (7,90 r, 49%) B BUOe CBETNO-XenToro Macra:

BC AMP (aueTon-de) & 142,9, 142,1, 132,3, 129,3,
128,6, 127,5, 121,9, 118,6, 112,5, 102,0, 63,6, 57,1,
499,428, 36,5, 33,0;

FAB LRMS (m/z, oTHOCMTENbHast MHTEHCUBHOCTL),
306 (MH*, 100), 263 (4), 248 (4), 223 (8).

Mpumep 9. 5-AmuHO-3-(N-meTunnupponuamH-3-
un)-1H-vHgon

Cmecb 5-6eH3mnamuHo-3-(N-MeTMnnmppomanH-
3-un)-1HvHpona (7,80 r, 25,5 mmorb), dopmuata
ammoHuns (16,10 r, 255 mmonb, 10 3kB.) U 10% Pd-Ha-
yrmne (0,78 r) B abcontotHoMm aTtaHorne (250 mn) kuns-
TAT C 06paTHLIM XONOAMMBHUKOM B aTMocdepe asoTa
B TeyeHne 1 yaca. PeakLUMOHHYIO cMeCb (DMMbTPYIOT
1 unbTpaT ynapuearT NPU NOHWKEHHOM AaBNEHUN.
OcTaBlleecs Macrno noABepratT KONOHOYHOW Xpo-
martorpadumun, Wucnonb3ysa cunvkarens (Npubnuam-
TenbHo 200 r) n antomposaHue 0,3% TpuaTunamuHa B
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MeTaHorne, nony4atoT Ha3BaHHOE B 3arofioBKe coeau-
HeHue (0,91, 16%) B BUAe CBETNO-XENTOro macna:

'H AMP (CDsOD) & 7,13 (n, J=8,5 Iy, 1H), 6,94
(w.c, 2H), 6,65 (pa, J=2,0 n 8,5 'y, 1H), 4,91 (c,
2-NH), 3,66-3,50 (m, 1H), 3,17-3,08 (w.1, 1H),
2,96-2,85 (m, 1H), 2,67-2,50 (m, 2H), 2,40 (c, 3H),
2,37-2,24 (m, 1H), 2,08-1,93 (M, 1H);

FAB LRMS (m/z, oTHocuTenbHas WMHTEHCMBHOCTb
216 (MH", 100).

Mpumep 10  (R)-3-(R-BeHsnnokcnkapboHunnup-
ponuauH-2-nnkap6oHun)-5-gnbeHsmnnamuHo-1H-
MHOonN

K cmecu (R)-N-«ap©b0o6eH3nnokcunpormHa
(3,59r, 14,41 mmorb) u N,N-gumetTnndopmammnga
(0,1 mn) B meTuneHxnopuge (45 mn) npu nepemeLm-
BaHUM [o06aBnslT MO  KanmsaM  OKcanuMnxnopua
(1,8 mn, 21,62 mmornb, 1,5 aB.). Mony4eHHy0 B pe-
3ynbTaTe BbIAEMSOLYIO ra3 CMecb NepemMeLunBaoT
npu KOMHaTHOW TemnepaTtype B atmMocdepe a3oTa B
TeyeHne 1,5 yvacoB. PeakuMOHHbIA pacTBOp 3aTem
yapuvBaloT Mpu MOHWKEHHOM [aBreHuu, nonyydasi B
octatke xnopanmapng (R)-N-kap6obeHsnnokcn-npo-
NMHOBOW KUCIOTbI, KOTOPbIA pacTBopstoT B 6e3Boa-
Hom admpe (50 mn). DTOT pacTBOp NO KannsM u npu
nepemMeLLBaHui [O6aBMAOT K NpeaBapuTENbHO Noa-
roToBfEHHOMY pacTtBopy 5-anbeHsnnammHonHaona
(9,00 r, 28,81 mmonb, 2,0 3KB.) U 3TUNIMarHUNGpo-
munga (3,0M B adwmpe, 10,08 mn, 30,25 mmonsb, 2,1
9KB.) B 6e3BogHOM acdmpe (75 M), KOTOpbIA nepen
nobaBneHveM B Hero aMpHOro pacTtBopa XnopaH-
mapuaa (R)-N-«ap6ob6eH3nnokcmMnponMHoBO KUCro-
Tbl MEpPeMeLLMBalOT NpPU KOMHATHOW TemmnepaTtype B
atmocdepe a3oTa B TedeHue 30 MuHyT. MonydeHHyo
B pe3ynbTaTe peakLUOHHYI0 CMeCb MepemMeLuMBaloT
npu KOMHaTHOW TemnepaTtype B atmocdepe a3oTa B
TedyeHne 30 MUHYT n 3atem gobaenatoT aTunaueTart
(100 mn) 1 HacblWeHHbIN pacTeBop bukapboHaTa Ha-
TpUa (75 mn). OpraHn4ecknin crown yoansooT U Bog-
HbI Crnow akcTparvpytoT atunaudetatom (100 mn).
OpraHunyeckne aKCTpakTbl 0ObeguHsAOT, cywaT
(MgSO04) 1 ynapmBatoT Npu MOHWKEHHOM OABMEHUMU,
nonyyatT Macno 3eneHoro upeTta. ObpabatbiBatoT
3710 Macno 6e3BoaHbIM acmpom (50 Mn) u nonyyatoT
Ha3BaHHOE B 3arofioeke coeAuHeHve B Buge Geroro
TBEPOOro BELLECTBA:

T.nn.176,0-177,0°C;

LRMS (m/z, oTHOCMTENbHass MHTEHCUBHOCTL), 543
(M*, 100), 453 (10), 407 (7), 339 (40), 307 (10), 247
(10), 154 (38);

[a]*°=+112° (TT®, ¢=1,0).

OnemeHTHbIMaHanu3 ans CasHasN3O0a3:

BbluncneHo: C77,32;H6,12;N7,73;
HanpeHo: C77,35;H6,30; N 7,66.
Mpumep 11. (R)-5-OunbeH3unnammHo-3-(N-metun-

nupponuauH-2-nnmetnn)-1H-vHgon

K cmeon anomormgpupga nutma (0,96,
25,2 mmorb, 2,0 3kB.) ¢ Ge3BogHbIM TeTparmapody-
paHom (125 mn) npu nepemewwmBanim n npu 0°C go-
6aBnsaT no kannam pacteop (R)-3-(N-6eH3unokcun-
KapOoHMNNUPpPOMANH-2-nrkap6oHun)-5-anbeHsun-
amuHo-1H-uHgona (6,90 r, 12,69 mmorb) B 6e3Bof-
HoM TeTparmgpodypaHe (25 mn). MNony4yeHHyo B pe-
3ynbTaTe peakUMOHHYI0 CMEeCb NepeMelunBaloT npu
KOMHaTHON TemnepaType B amvocdepe a3oTa B Te-
yeHune 30 muHyT. 3aTtem gobasnsaT Gopormapua nu-
™sa (0,55 r, 25,2 mmonb, 2,0 KB.) U PEaKUMOHHYIO
CMecCb HarpeBaloT npu TemnepaType KuneHus ¢ ob-
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paTHbiM XonoausbHukoMm (66°C) B aTMoccepe asota
B TeyeHne 6 YyacoB. PeakuMoHHy0 cMech oxnaxaaroT
n pobaensoT nocnegosatensHo Bogy (1,5 mn), pac-
TBOp rvapokcuaa Hatpua (20%, 1,5 mn) n ewe pas
BoAay (4,5 mn). lNMonydeHHyt0 B pe3ynbTate CMeCh ne-
peMeLLMBaloT NpM KOMHATHOW TemnepaType B aTMO-
cchepe as3ota B TedeHne 1 vyaca, QUIbTPYIOT yepes
OMaToOMOBYIO 3eMJl0, unbTpaT ynapuearoT Npu no-
HWKEHHOM [AaBMeHWM U MONyHalT Macrno 3eneHoro
ugeta (8,8 r). Macno pacteopsitoT B abcontoTHOM
ataHone (90 mn) u pobaensawT kapboHaT ue3us
(8,0 r) u kapboHaT HaTpus (8,0 r). Monyd4eHHyo B pe-
3ynbTate CMEeCh KUMATAT ¢ o6paTHbIM XONoAUIbHU-
KOM B TeyeHue 12 yacoB. PeaKkuMOHHY0 CMech 3aTem
yrnapuBatoT Mpu MOHWKEHHOM [ABMEeHUM U OCTaToK
06pabaTbiBalOT HaCbIWEHHbLIM pacTBOpOM Gukap6o-
HaTa Hatpusa (50 mn) n etunayetatom (100 mn). Op-
raHMYeCcKN Crion yaansT, a BOOHbIA CMOW 3KcTpa-
mpytoT aTunauetatom (100 mn). OpraHmyeckme aKc-
TpakTbl obbeauHstoT, cywat (MgSQOas) n ynapusatoT
NPy MOHWKEHHOM [JABMEHUM, MOMNY4aT KOPUYHEBOE
macno. KonoHoyHas xpomaTorpadms macra c uc-
nonb3oBaHnem cunukarens (npmbnusntensHo 200 r)
W  aniOMpOBaHWSA CMECbi0 MeTuneHxnopua:MeTa-
Hon:rmapokena ammoHus) (9:1:0,1) naeT Ha3BaHHOE B
3aronoBke coeavHeHue (4,63 r, 89%) B Buae ceeTno-
3€MeHOoM NeHbI:

'H AMP (CDCl3) & 7,82 (w.c, NH), 7,35-7,19 (M,
10H), 7,20 (g, J=8,6 'u, 1H), 6,95 (g, J=2,1 Iu, 1H),
6,85 (oa, J=2,3 n 8,7 'y, 1H), 6,80 (g, J=2,2 'y, 1H),
4,65 (c, 4H), 3,25-3,02 (m, 2H), 2,52 (g, J=9,5 u
13,9y, 1H), 2,39-2,15 (M, 1H), 2,30 (c, 3H),
1,85-1,40 (m, 4H);

BC AMP (CDCl3) & 143,2, 139,7, 130,5, 128,5,
128,2, 127,3, 126,8, 122,9, 1129, 112,5, 112,22,
111,8,103,4,67,0,57,4,56,4,40,6,31,4,29,7,21,9;

HRMS: BbluncneHo gns CazsHz1N3 409,2520, Han-
neHo 409,2475.

Mpumep 12. (R)-5-AMuHo-3-(N-meTunnupponu-
ANH-2-urmetnn)-1H-nHgon

Cwmecs (R)-5-gnbensunamumHo-3-(N-metnnuppo-
nmavH-2-unmeTnn)-1H-uigona (1,08 r, 2,64 Mmmorb) 1
mapokevaa nannagua (ll)-Ha-yrne (0,6 r) B abcontoT-
HOM 3TaHone (25 mn) BCTpAXvBaKlT B aTmocdepe
Bogopoaa (3 atm) npu 40°C B TeyeHue 4 yacos. lo-
NyJEHHYIO B pes3ynbTaTe cMecb (UNbTPYIOT 4Yepes
AMaToOMOBYIO 3eMJlo, unbTpaT ynapueatoT Npu no-
HWKEHHOM [aBMEHUM 1 NonydatoT Ha3BaHHOE B 3aro-
noske coeguHenue (0,60 r, 2,62 mmorb, 99%) B BUae
6enon neHbl:

'H AMP (OMCO-de) & 10,65 (w.c, NH), 7,14 (a,
J=2,2 Iy, 1H), 7,12 (g, J=8,6 'y, 1H), 6,85 (g, J=1,6
My, 1H), 6,60 (ag, J=2,0 n 8,6 'y, 1H), 3,63-2,83 (m,
7H), 2,78 (c, 3H), 2,05-1,67 (m, 4H);

[0]*°=+9° (MeOH, ¢c=1,0);

HRMS: BbluncneHo gns CiH1oN3 229,1575, Han-
JeHo 229,1593.

Mpumep 13. (R)-3-(N-BeHsnnokcnkapboHmmnmp-
ponUMAnH-2-unmeTnn)-5-gnbeHsnnammHo-1H-mHgon

K pactBopy (R)-3-(N-6eH3unokcmkap6oHmnnump-
ponuanH-2-un-«kapooHun)-5-gnbeHsnnammHo-1H-mH-
pona (1,50 r, 2,75 mmorb) B 6e3BogHOM TeTparMapo-
dypaHe (30 mn) npu nepemelwmBaHun [oGaBnslOT
6oporvapng nummsa (0,24 r, 11,0 mmoneb, 4,0 3kB.) B
TBEpOOM Buae. [NonydeHHylo B pesynbraTe peakuu-
OHHYIO CMECb KUNATAT C 06paTHbIM XONOAUIIbHUKOM B
TeyeHne 4 yacoB. 3aTeM 006aBNAKT HACbILWEHHbIN
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pacteop 6ukapboHaTa HaTpusa (10 mn) u aty cmecs
nepemMeLLMBalOT MpU KOMHATHOW TemnepaType B Te-
YeHue 30 MnHyT. BogHYlO cCMech 3aTeM aKCTparmpyroT
atunauetatom (3x25 mn), opraHMYeckne IKCTPaKTbl
o6beauHstoT, cywat (MgSOs) 1 ynapusatoT npu no-
HWKEHHOM [JaBneHunn. KonoHouHasi xpomatorpadmsi
ocTatka C MCnomnb3oBaHueM cunvkarens (npubnuau-
TenbHO 50 r) u anMpoBaHUs cMecbio dTunaueTar -
rekcaH (1:3) naet HasBaHHOe B 3arofioBke coeauHe-
Hue (1,021, 70%) B BUae 6enow neHbl.

FAB LRMS (m/z, oTHOCuTenbHasi WHTEHCMB-
HocTb) 530 (MH®, 87), 529 (M", 100), 439 (10), 409
(10), 325 (32), 235 (20).

Mpumep 14. (R)-5-AMunHO-3-(MMpponuanH-2-un-
metun)-1H-nHgon

Cmecs  (R)-3-(N-6eH3nnokcvkapboHUImmMpponu-
OVH-2-unveTun)-5-ambeHsnnammHo-1H-uHgona
(7,901, 14,91 MMOnb) 1 BNaXHOro rmMapokcuaa nan-
nagus (ll)-Ha-yrnme (katanusaTtop Pearlman, 3,16 r) B
abcontoTHoMm ataHone (100 mn) BCTpsixuBakwT B aT-
Mocdpepe Bogopoaa (3 am) B TedeHne 12 yacos npu
KOMHaTHOM TemnepaType. [MonyyeHHyo B pesynbTate
cMech UbTPYIOT Yepes AUaTOMOBYIO 3EMITHO.

dunbTpaT ynapmeaT 1 CyLliaT NpPU NOHWKEHHOM
AaBrneHuun, nony4atT Ha3BaHHOE B 3arofloBke coeam-
HeHwue B Buae 6enow nexbl (3,20 1, 100%):

'H amP (CD3s0OD) 6 7,18 (g, J=8,5 'y, 1H), 7,08 (c,
1H), 6,92 (g, J=2,0 'y, 1H), 6,69 (oo, J=1,9 18,5y,
1H), 3,81-3,69 (v, 1H), 3,30-2,95 (m, 4H), 2,05-1,55
(Mé4H);

BC amP (CD3OD) & 140,1, 133,4, 129,1, 125,0,
114,6, 113,1, 109,8, 105,1, 62,1, 46,0, 31,1, 29,1,
24.3;

LRMS (m/z, oTHocuTenbHas WMHTEHMBHOCTL) 215
(M, 2), 198 (1), 146 (100), 128 (7), 117 (9), 70 (60).

Mpumep 15. OOwas meToaMka KOHAEHcaun 5-
amMuHo-3-(N-TpeT-6yTokcukapboHun-1,2,5,6-tetpa-
maponupua-4-un)-1HvHgona, 5-amunHo-3-(N-TpeT-
oyrokcukapboHunnunepug-4-un)-1H-vugona wnnn 3-
(N-TpeT-6yTOoKCMKapboHun-1,2,5,6-Tetpapamgponm-
pua-4-un)-5-rmgpokeun-1H-nHgona ¢ 2-xnopnupuam-
Hamn c uenbio nonydeHns 3-(N-TpeT-GyTokcukap-
6oHun-1,2,5,6-tetparmpponmpng4-un)-5-(nupng-2-
nnammHo)-1H-nHgonos, 3-(N-TpeT-6yTOoKCMKap6o-
Hunnunepua-4-4n)-5-(nupua-2-nnamuHo)-1H-nHgo-
nos unm 3-(N-TpeT-6yToKcukapbonnn-1,2,5,6-tetpa-
rmaponupua-4-un)-5-(mpunant-2-nnokeu)-1H-nHpo-
0B, COOTBETCTBEHHO

K pactBopy 5-amuHo-3-(N-TpeT-6yTokcukap6o-
Hun-1,2,5,6-Tetparmgponupua-4-un)-1H-uHgona,
5-amnH0-3-(N-TpeT-6yToKCcrkapboHunnnepna-4-mun)-
1H-uHgona mnmn 3-(N-tTpeT-6yTokcnkapboHun-1,2,5,6-
TeTparaponupua-4-un)-5-rmppokcu-1H-nHgona
(10,0 Mmorb) 1 ocHoBanus (12,0 mmonb, 1,2 3kB.) B
6e3BogHOM  TeTparmgpodypaHe UM OMOKCaHe
(35 mn) pobasnswT 2-xnopnupuauH (11,0 mMmons,
1,1 3kB.). [lony4eHHbIN B pe3ynbTate peaKUUOHHbIN
pacTBOp nepemeLuMBaloT NpyM KOMHATHON TemmnepaTy-
pe ¢ obpaTHbIM XONOANMBHUKOM UMK NMPU KOMHATHON
TemnepaTtype B aTMocdepe a3oTa B TeueHue 3-48
YacoB, B 3aBUCMMOCTU OT cybcTpaTa n pacTBopuTe-
nga. 3aTeM K peakuMoHHOM cmecn A06aBnsioT Hachl-
LeHHbIN pacTBop BukapboHaTa HaTpus (25 mn) n aty
BOOHYIO CMECb  3KCTparMpyloT  aTunaleTatom
(3x25 mn). OpraHnyeckne 3KCTpakTbl OObEAMHSAIOT,
cywat (MgS04) 1 ynapuBatoT npy NOHWKEHHOM AaB-
nexHmn. OcTaToKk MoABEPraloT KOJIOHOYHOW Xpoma-
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Torpadmmn, ncnonb3ya cunukarens (MpMbnMsnTensHoO
150 r) n aniomMpoBaHWe COOTBETCTBYIOLLEN CUCTEMONA
pactBopuTenen, n nonydarT HykHbih 3-(N-TpeT-
6yrokcukap6boHun-1,2,5,6-tetparmaponmpua-4-un)-5-
(nvpua-2-unamuHo)-1H-ungon,  3-(N-tpeT-6yTokcu-
kapboHunnunepua-4-un)-5-(nupna-2v1nammHo)-1H-
nHgon wmnun 3-(N-tpeT-6ytokcmkap6oHmn-1,2,5,6-TeT-
parvaponupua-4-un)-5-(nupnauH-2-nnoken )-1H-
WHAOM.

Cnepnya ator MeToAMKe, MONYMAKT NepPeynCrieH-
Hble Jarnee coegyHeHus.

A. 3-(N-TpeT-ByTokcmkapboHun-1,2,5,6-tetparma-
ponupua-4-un)-5-(3-Hutponupuna-2-unammo)-1H-
nHaon

Mcnone3ytor  5-amuHo-3-(N-TpeT-0yTokcmnkap6o-
Hun-1,2,5,6-tetparmaponupung-4-un)-1H-uagon n 2-
xnop-3-HutponmpunavH. OcHoBaHWeM SABNSeTCs Tpu-
3TMNamuH, pactBopuTenem sABrnseTcs TeTpamapody-
paH, peakuMoHHYI0 CMeCb HarpeBsatoT npu Temnepa-
Type KuneHust ¢ o6paTHbIM xonoaunsHukom (66°C) B
TeyeHne 8 4acoB M CUCTEMOW pacTBopuTenen And
xpoMmaTorpadmm ABMseTCsa CMeCb ANITUNOBLIN 3chmp
- rekcaH (rpagveHT oT 1:1 pgo 1:0). MNonyyatoT Ha-
3BaHHOE B 3arofioeke coeauHeHue (73%) B Buae
TEMHO-KPaCHOW NeHsbl:

'H AMP (CDCl3) & 10,1 (w.c, 1H), 8,51 (aa, J=1,8n
8,4 I'u, 1H), 8,43 (oA, J=1,8 1 4,5 ru, 1H), 8,20 (w.c,
1H), 8,00 (w.c, 1H), 7,40-7,35 (m, 2H), 7,19 (g8, J=2,5
lu, 1H), 6,75 (aA, J=4,5 n 8,3 Iy, 1H), 6,12 (w.m,
1H), 4,12 (w.m, 2H), 3,66 (w.T, J=5,7 'y, 2H), 2,55
(w.m, 2H), 1,49 (c, 9H);

TCX (anatunosbii agmp): R=0,4.

B. 3-(N-tpeT-ByTokcukapbonun-1,2,5,6-tetparva-
ponupuna-4-1n)-5-(5-Hntponupna-2-unammHo)-1H-
nHZon

Mcnonb3ytor  5-amuHo-3-(N-TpeT-0yTokcnkap6o-
Hun-1,2,5,6-tetparmagponupuna-4-un)-1H-uagon n 2-
xnop-5-HutponmpuavH. OcHoBaHWeM sBNSeTcst Tpu-
3TUMaMKWH, pacTBOpUTENEM sBrAeTca TeTparnapody-
paH, peakuMoHHYI0 CMeCb HarpeBsatloT Mpu Temnepa-
Type KuneHust ¢ o6paTHbIM XonoaunsHukom (66°C) B
TeyeHMe 48 4acoB M CMCTEMOWN pacTBopuTenen ans
xpomatorpadmn  ABNSETCH CMeCb  MEeTUNEeHXO-
puag:rekcad (1:1), nonyyaloT Ha3BaHHOE B 3arofioBKe
coeavHeHue (76%) B Buae TEMHO-KPaCHOW NeHbI:

'H AMP (CDCl3) & 8,95 (n, J=2,4 I'u, 1H), 8,18 (aa,
J=2,8 19,3 ruy, 1H), 7,96 (w.c, 1H), 7,38 (g, J=8,9 I',
1H), 7,32 (c, 1H), 7,24 (pn, J=2,2 n 8,8 'y, 1H), 6,70
(@, J=9,0 My, 1H), 6,10 (w.m, 1H), 4,89 (c, 2-NH), 4,08
(w.m, 2H), 3,65 (w.T, J=5,6 Ty, 2H), 2,56 w.m, 2H),
1,49 (c, 9H);

TCX (anatunossii agmp): R=0,45.

C. 3-(N-tpet-byrokcukapboHunnunepug-4-un)-5-
(3-HuTpONUpMa-2-unammHo)-1H-mHgon

Mcnoneb3ytor  5-amuHo-3-(N-TpeT-0yTokcmnkap6o-
Hunnunepua-4un)-1H-uHgon n 2-xnop-3-HUTponupu-
AnH. OcHoBaHMeM SBRseTcs TPMITUNaMuH, pacTBo-
puTteneMm SBNAeTCA AOMOKCaH, PEakUMOHHYI0 CMeChb
HarpeBsaloT nNpu TemnepaTtype KuneHus ¢ obpaTHbIM
xonoaunbHukom (101°C) B TeueHne 5 4yacoB U cuc-
TEMOW pacTeopuTenen onsa xpomartorpadmn aenseT-
cs pacteop atunaueTata (3040%) B rekcaHe, nony-
YaloT Ha3BaHHOe B 3aronoeke coeauHeHwe (70%) B
BUAE TEMHO-KPaCHOMN MeHbI:

BC AMP (CDCls) & 155,8, 155,0, 151,6, 135,5,
134,6, 1294, 126,9, 121,3, 120,8, 119,8, 1148,
113,1,111,5,79,4,445,33,6, 32,8, 28,5.
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OnemeHTHbIN aHanu3 ana CasH2rNs04:1/4C4HsO2

(ammnaueTar):
BbluncneHo: C62,73;H6,36; N 15,24;
HanpgeHo: C62,51;H6,08;N 15,21.

D.  3-(N-tpet-Byrokcukapborun-1,2,5,6-tetpa-
rmaponupua-4-un)-5-(3-Hutponmpua-2-mnokcum)-1H-
MHZoN

Ncnone3yoT 3-(N-TpeT-6yTOKCMKapBOHMN-
1,2,5,6-Tetparmgponmpng-4-un)-5-rugpokev-1H-
uHZon u 2-xnop-3-HutponvpuavH. OcHoBaHUEM SAB-
nsetca mapua Hatpusa (60% B macne), pactBopuTe-
nem spnsietca TeTparmapodypaH, peakUMOHHY0
CcMech MepemeLuMBatloT Npu KOMHATHOW TemnepaType
B TeyeHne 3 4acoB U CUCTEMOWN pacTBopuTenen Ana
xpomaTorpadumn siIBNSETCA CMeCb ANITUMOBLIA 3¢Mp
- rekcaH (rpagveHT oT 1:1 go 4:1); nonyyaloT Ha3BaH-
HOe B 3aronoeke coeamHeHune (62%) B Buge xentoro
TBEPOOro BeLecTBa:

T.nn.206,0-208,0°C, ¢ BblgeneHneM ny3blpbKOB;

'H AmP (AMCO-de) 6 8,53 (an, J=1,8 18,3 u, 1H),
8,33 (oA, J=1,8 n 4,4y, 1H), 7,62 (g, J=2,0 'y, 1H),
7,50 (w.c, 1H), 7,42 (g, J=8,6 'y, 1H), 7,30 (aa, J=4,4
n 8,3 'y, 1H), 6/94 (on, J=2,0 n 8,6 Iy, 1H), 6,05-
6,01 (v, 1H), 4,02-3,94 (m, 2H), 3,54 (w.T, J=5,6 'L,
2H), 2,54-2,45 (m, 2H), 1,42 (c, 9H);

TCX (memunenxnopug:rekcan=1:1):R=0,2;

TCX (guatunosbii agmp):R=0,3.

E. 3-(N-TpeT-bByTokcukapboHun-1,2,5,6-tetpamma-
ponupug-4-un)-5-(5-Hutponmpma-2-unokem)-1H-
nHaon

Ncnonbaytot 3-(N-TpeT-6yTokcmkapborHun-1,2,56
-TeTparaponupua-4-un)-5-rmgpokcu-1H-mHgon [
2-xnop-5-HutponupnanH. OcHoBaHveM ABnseTca rma-
pua HaTpus (60% B macne), pacTBopuTenem sBnseT-
cs TeTparapodypaH, BpeMs peakLum npyu Harpesa-
HUM NpU TemnepaType KWUMNeHust ¢ obpaTHbIM XOno-
AnnbHukom (66°C) coctaBnseTt 12 yacoB U CUCTEMON
pacTBopuTener Ans  xpomaTtorpadmu  sBnsieTCst
cMec, AM3TUNOBLIA admp - rekcad (1:3), nonyyatoTt
Ha3BaHHOe B 3arornoeke coeauHeHve (78%) B Buge
KEnToM NeHbl:

'H AMP (CD30OD) 5 8,88 (g, J=2,8 I'u, 1H), 8,39
(am, J=2,8 1 9,1 'y, 1H), 7,56 (g, J=2,1 ', 1H), 7,39
(@, J=8,7 I'u, 1H), 7,31 (c, 1H), 6,94-6,88 (m, 2H),
5,98 (w.m, 1H), 4,88 (c, NH), 4,00 (w.m, 2H), 3,59
(w.t,J=5,3 'y, 2H), 2,50 (w.m, 2H), 1,44 (c, 9H);

LRMS (m/z, oTHOoCMTenbHas MHTEHMBHOCTL) 436
(M, 4), 379 (68), 363 (16), 335 (29), 57 (100);

TCX (MeTuneHxnopua:anammnosblin - admp=1:1):
R#=0,5.

Mpumep 16. 5-AmuHo-(N-TpeT-6yTOKCUKaAPBOHUN-
nunepung-4-un)-1H-nHugon

Cmecb 3-(N-TpeT-6yTokcukapbonun-1,2,5,6-tet-
pampponupng-4-un)-5-Hutpo-1H-nHgona (3,55,
10,34 mmomb) n 10% nannagun-Ha-yrme (0,55 r) B
abcontoTHOM 3TaHone (60 mn) BCTpsixMBalT B aTMO-
cdepe Bogopona (3 am.) B TeyeHme 7 4acoB npu
KOMHaTHOM TemnepaType. [Tony4eHHylo B pesynbTaTte
peakLMOHHYI0 CMeCb (hnbTPYIOT Yepes AnaTtomMOBYO
3eMmnio 1 unbTpaT ynapuBalT MNPU MOHWKEHHOM
nasneHun. OcTaBlleecs TBepaoe BellecTBo obpaba-
TbIBAIOT ANSTUMNOBBIM 3UPOM M MONYyHaloT Ha3BaH-
Hoe B 3aronoBke coeauHeHune (2,56 r, 78%) B Buae
CBETIO-PO30BOI0 TBEPAOIO BELLECTBA:

T. nn., pasnoxexue, 215°C;



41297

BC AMP (CDCl3) & 155,0, 139,0, 131,3, 127,3,
120,4, 119,8, 112,9, 111,8, 104,1, 79,4, 44,5, 33,8,
32,7,28,5.

OnemeHTHbIN aHamm3 ans CigH2sN302:1,4H20:
BbluncneHo: C67,57;H8,03;N 13,13;
HanpeHo: C 67,20; H8,07; N 13,44.

Mpumep 17. Obwasa metoguka nonydyeHns 3-(N-
TpeT-6yTokcukapboHun-1,2,5,6-tetparparmgponupna-
4-nn)-1H-1HOoMoB N3 NHOOI0B

K pactBopy HaTpus (2,51 r, 105 mmorb, 7 3KB.) B
abcontotHom meTaHone (50 mn) mpy nepemelumsa-
HunM pobaensT nHagon (15,0 mn) n N-TpeT-6yTokcu-
kapboHun-4-nunepnaoH (8,96 r, 45,0 mmormb, 3,0
9KB.). [Mony4eHHbIN B pesynbTaTe peakUMOHHbIN pac-
TBOP HarpeBsaloT Npu TemnepaType KuneHus ¢ obpat-
HbIM xonoauneHvkom (65°C) B atMocdepe asota B
TeyeHue 3-24 yacos, B 3aBUCUMOCTU OT UCNOMb3Yye-
Moro nHagona. MNonydeHHbIN B pe3ynbTaTe peaKLMoH-
HblA pacTBOP YMapuBatloT NPU NOHWKEHHOM JABEHUM
M ocTaTok oGpabaTbiBalOT HACLILLEHHEIM PacTBOPOM
rmapokapboHaTa HaTpus (50 mn) n atnauetatem (50
mn). OpraHnyeckun cCnov yaansioT, a BOAHbLIA CNOW
aKcTparnpyloT etunavetaTomM (2x50 mn). Bce opraHu-
yeckne aKcTpakTbl obbeauHsoT, cywat (MgSOa4) u
ynapvBaltT Npu MNOHWXEeHHOM pAasneHun. OcTaTtok
oumwalT nMbo pactmpaHvem B AMITUOBOM admpe,
nmbo KOMOHOYHOW XxpomaTtorpadmen K nonydarT
HyxHbIi  3-(N-TpeT-OyTOoKCukap6boHun-1,2,5,6-teTpa-
maponupua-4-un-1H-vHgon.

Cnepya aTon meToauke, NONydaloT nepeyncreH-
Hble Jarnee coeanHeHUs .

A. 5-AMUHO-3-(N-TpeT-6yTOoKCUKapOOoHUN-1,2,5,6-
TeTparvaponupua-4-un)-1H-uHgon

Mcnomb3yloT  5-aMUMHOMHAON,  peakuUOHHYIO
CMeCb KUNSATAT C 06paTHbIM XONOAUITBHUKOM B TeYe-
Hue 5 YacoB M OCTaToK NOcre KCTPaKLUWM OYULLAIOT
xpomaTtorpadmen, ucnonb3ys cunukarens (npubmm-
3utenbHo 200 r) 1 anioupoBaHWe ANSTUMOBLIM 3U-
poM, MonyqalT Ha3BaHHOE B 3arofloBKe COeMHEHVe
(70%) B BUOE He coBceM Geron NeHbl:

'H SIMP (CD30OD) & 7,26 (g, J=1,8 ', 1H), 7,17 (c,
1H), 7,15 (m, J=8,9 ru, 1H), 6,70 (ag, J=2,0 1 8,5y,
1H), 6,09-6,03 (v, 1H), 4,88 (c, 3H, cnocobHLIe kK 06-
MeHy NpoToHsbl), 4,12-4,06 (m, 2H), 3,63 (.1, J=5,1
lu, 2H),2,57-2,47 (m, 2H), 1,49 (c, 9H);

TCX (guatunosbii agmp):R=0,2.

B. 3-(N-TpeT-ByTokcukapbonun-1,2,5,6-tetparva-
ponupug-4-1n)-5-rmapoken-1H-Hgon

Mcnonb3yioT 5-rmapokcumnHpon, Bpems Kunside-
HUSA peakLMOHHOW cMean C oBpaTHbIM XONoAUIbHU-
KOM cocTaBnsieT 3 4aca v TBepAbl OCTaTok nocre
aKCTpakuun obpabaTtbiBaloT AUSTMNO3bIM  3UPOM
(100 mn), nony4alT Ha3BaHHOE B 3arofioBKE COoeau-
HeHue (88%) B Buae 6enoro TsepAoro BellecTea:

T.nn., c pasnoxenuem, 230°C;

BC AMP (IMCO-ds) 5 154,0, 151,1, 131,5, 130,5,
125,2,123,5, 115,4,114,8, 1121, 111,5, 104,2, 78,7,
435, 39,2, 38,9, 28,2.

OnemeHTHbIN aHamm3 ans CqgH2N20a3:
BbluncneHo: C68,77;H7,05;N 8,91;

HanpeHo: C68,73;H7,15; N 8,89.

C.  3-(N-tpet-byrokcukapboHun-1,2,5,6-tetpa-

rmaponupua-4-un)-5-nmtpo-1H-mHaon

Mcnonb3ytloT 5-HUTpOMHAOM, peakLUMOHHYI0 CMeCh
KMNATAT ¢ 06paTHbIM XONMOAMIbHUKOM B TeyeHue 24
4YaCcoB N OCTATOK MOCIe 3KCTPAKLMMN OYMLLAIOT XpOMa-
Torpadmei, ucnonb3ys cunukarens (NpuénuanTens-
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Ho 200 r) 1 anoMpoBaHWe aTunaueTaToM B rekcaHe
(ot 1:2 po 1:1), nony4aloT Ha3BaHHOE B 3arofioBKe
coeauHeHve (72%) B BMAE XenToro TBEPAOro Belle-
cTBa:

T.nn., c pasnoxeHuem, 230°C;

'H AMP (CDCl3) 6 9,24 (w.c, 1H), 8,78 (g, J=1,3 ',
1H), 8,09 (am, J=1,4n 9,4,I'y, 1H), 7,40 (g, J=9,3 'y,
1H), 7,30 (g, J=1,8 'y, 1H), 6,17-6,15 (m, 1H), 4,16-
4,13 (m, 2H), 3,68 (1, J=5,8 'y, 2H), 2,58-2,48 (m,
2H), 1,50 (c, 9H).

OnemeHTHbIM aHamm3: C1sH21N304-0,1H20:
BbluncneHo: C62,63;H6,19;N12,17;
HanpeHo: C62,71;H6,09;N 11,81.

Mpumep 18. 5-AnbeHsnnamuHo-1H-mHaoN

K nepemewwnBaemonn cmecu 5-ammnHouHaona

(3,0r, 22,7 mmonb) u TpuatunamuHa (10,5 mn,
74,9 mmorb, 3,3 3kB.) B aueToHuTpune (30 mn) npu
KOMHaTHOM TemnepaType u B aTmocdepe asoTta go-
6aBnaT no kannam GeH3unbpomwug (8,2 wmn,
68,9 mmonb, 3,0 akB.). [NonyyeHHyl0 B pesynbTaTe
peakLMOHHYIO CMECb KUNATAT ¢ 0bpaTHbBIM XONoauIb-
HMKOM B aTMOcdepe a3oTa B TeyeHue 3 yacos. Mony-
YEHHYIO B pe3ynbTaTe peakLMOHHYI0 CMeCb (UnbT-
pyloT 1 hMnbTpaT ynapueatoT NpU NOHWKEHHOM AaB-
nexHuun. KonoHoyHas xpomaTtorpadms octawa C uc-
nonb3oBaHneMm cunukarens (npubnuantensHo 200 r)
M 3rioupoBaHUE CMECblo dTMnaueTaT - rekcaH (rpa-
aveHT ot 1:9 po 1:1) paeT Ha3BaHHOE B 3arosioBke
COeauHeHVe B BMAE HE COBCeEM Genoro TBepaoro Be-
LiecTaa:

T.nn.124,0-126,0°C;

BC AMP (aueToH-de) 5 144,3, 140,8, 131,8, 129,9,
129,2, 128,3, 127,5, 125,7, 113,5, 112,4, 1064,
101,9,57,0;

TCX(15% atunaueTaTa B rekcaHe):R=0,3.

Mpumep 19. 5-Hutponngon-3-N,N-gumetunrnm-

okcamug

K cmecn 5-Hutponngona (10,0 r, 61,7 mmorb) u

dranumunga (4,00 r, 40% Bec.) B 6e3BogHOM admpe
(250 mn) npu nepemewmBaHun [o6aBnAOT NO Karn-
nam okcanunxnopug (17,0 mn, 0,194 monb, 3,1 *kB.).
MonyyeHHy0 B pe3ynbTate peakuMOHHYI0 CMech ne-
pemMeLLMBaloT NpM KOMHATHOW TemnepaType B aTMO-
cdepe asoTta B TeveHue 72 vyacos. ObpasoBaBLLyOCH
B pe3ynbTaTe peaKkUWOHHYI0 CMeCh OXnaXJalT Ha
nepsiHon GaHe (0°C) u K peakuMoHHOW CMecu OCTo-
POXHO 0OOaBNAIT NPU 3HEPTNYHOM NEPEMELLMBAHUN
pacTtBop acmpa (80 mn) u gumetunammuHa (80 mn,
ckoHAeHcupoBaH npu -78°C). MNonydeHHyo B pe3yrb-
Tate CMecb 3HEPIUYHO NEpPEMELLNBAIOT NPU KOMHAaT-
HOM TemnepaTtype B TeyeHue 1 vaca. 3atem agwmp
yoansioT M3 peakUMOHHOW CMecn ucrnapeHvem npu
NOHWKEHHOM [JaBfneHWM U ocTaTok obpabatbiBatoT
Bogown (500 mn) n metuneHxnopuaom (500 mn). Ho-
BOAAT BenuumHy pH BogHoro crost oo 3, ncnonb3ys
KOHUeHTpupoBaHHyto HCIl. MeTuneHxnopugHsin crnon
OTAENSAIOT, @ BOAHbLIA CrON 3KCTParupyloT MeTUIeH-
xnopugom (3x500 mn). MeTnneHxnopunaHble 3KCTpak-
Tol 06beamHstoT, cywaT (MgSO4) 1 ynapusatoT npu
NOHWKeHHOM faBneHuun. [lepekpucrannusauus oc-
TaBLIErocs TBEPAOro BelUecTBa M3 KUMALEro meta-
HOMa C OXnaXJeHMeMm [aeT Ha3BaHHOE B 3aronoBke
coeanHenve (R+=0,15 B 10% pacTtBope aueToHa B
MeTuneHxnopuae, 5,74 r, 22,0 mmornb, 36%) B Buae
CBETIO-XENTOro TBEPA0ro BeLlecTBa:
T.nn. 248,0-249,0°C;
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I/Ih( (KBr) 1755, 1740, 1730, 1650, 1620, 1585, 1530
cM

"H AMP (IMCO-de) & 12,9 (wi.c, NH), 8,97 (0, J=2,3
My, 1H), 8,43 (c, 1H), 8,18 (oA, J=2,3 n 9,0 'y, 1H),
7,74 (n, J=9,0 'y, 1H), 3,02 (c, 3H), 2,95 (c, 3H);

BC AMP (IMCO-de) 5 166,6, 143,2, 140,4, 140,2,
124,5,118,9,117,2,114,2,113,6, 36,8, 33,6;

LRMS (m/z, oTHOCUTENbHAst WHTEHCMBHOCTL) 261
(24, M), 190 (29), 189 (100), 173 (15), 143 (83), 115
(23);

HRMS: BbluncneHo ansg Ci2H11N3O4
HanaeHo 261, 0746.

AnemeHTHbIM aHamm3 ansa C12H11N304:
BbluncnenHo: C55,17;H 4,24; N 16,08;
HanpeHo: C55,15;H 3,96; N 15,96.

Mpumep 20. 3-(2-OumeTMNamnHOITUN)-5-HUTPO-
MHOoN

K pactBopy 5-HutpouHgon-3-N,N-gumetmnrnvok-
camuga (5,36 r, 20,52 mmons) B 6€3BOAHOM TeTpa-
rmapodypaHe (55 mn) npn nepemelumBaHn MeaneH-
HO no kannam gob6aensT pacTtBop GopaHa B TeTpa-
mapodypaHe (0,1M, 78,8 mn, 78,8 mmonb, 3,8 kB.).
[MonyyeHHbI B pes3ynbTaTe peakUMOHHbIA pacTBop
nepemMeLLMBalOT MpU KOMHATHOW TemnepaType B at-
Mocgepe a3oTa B TeyeHue 16 yacos. K peakunoHHo-
MYy pacTBOpPY OCTOPOXHO A06aBnstOT HaCbILEHHbIN
pacTtBop rmgpokapboHaTta HaTtpus (200 mn) n nony-
YEHHYI0 BOLHYIO CMEChb 3KCTParMpyloT OUITUIOBbLIM
agmpom (3x150 mn). DdmpHble KcTpakTel 06bLeam-
HAtOT, cywaT (MgSO4), ynapusakT Npyu NOHWKEHHOM
AaBrneHuu, nonyvarT Komnnekc 3-(2-gumeTtnnamu-
HO3TWN)-5-HUTponHaona ¢ 6opaHom B Buae amopd-
HOro OpaHXeBOoro TBepAoro Bellectsa (6,9 r):

H AMP (AMCO-de) & 11,7 (w.m, NH), 8,58 (g,
J=2,2Tu, 12H), 8,00 (an, J=2,31 9,0 'y, 1H), 7,52 (4,
J=8,8 Iy, 1H), 7,49 (w.c, 1H), 3,23-3,17 (m, 2H),
3,02-2,97 (m, 2H), 2,63 (c, 6H).

OT0 TBEpAOEe BELLIECTBO NomeLatoT B abconioT-
HbIi 3TaHon (150 mn) BvecTe ¢ dTOpMAOM LEe3us
(6,9 r) n kapboHaTOM HaTpuaA (6,9 I) U NONYYEHHYIO B
pesynbTate CMecb KUNATAT C 06paTHbIM XONOAMN b HU-
KOM B atMocgepe asoTa B TeyeHue 16 yacos. [ony-
YEHHYI0 B pesynbTaTe peakLMOHHYI0 CMeCb (UIbT-
pyloT Yepes uermT® 1 hunbTpaT ynapuseatoT nNpu no-
HwkeHHoM aasneHuun. OcTaBlleecss Macrno xpomMaTto-
rpadupyloT, Ucnonb3ya cunukarens (MpubnuanTerns-
HO 450 1) 1 3nUPOBaHME CMECLID METUIIEHXIIO-
pua:meTaHon:(rmagpokema ammoHusa) (8:2:0,1), nony-
YaloT Ha3BaHHOe B 3aronioBke coedunHeHue (2,58 r,
11,06 mmonb, 54%) B BUae TBEPAOro XENTOro BeLle-
cTBa:

T.nn.133,0-135,0°C;

MK (KBr) 1625, 1575, 1550, 1526, 1480, 1470,
1460, 1445, 1380, 1370, 1330 cM™;

H AmP (OMCO-ds) & 11,55 (w.m, NH), 8,48 (g,
J=2,2Tu, 1H), 7,94 (on, J=2,3 1 9,0 'y, 1H), 7,47 (4,
J=9,0 lu, 1H), 7,40 (w.c, 1H), 2,88-2,83 (m, 2H),
2,53-2,48 (m, 2H), 2,19 (c, 6H);

BC AMP (IMCO-ds) 5 140,2, 139,3, 126,6, 1265,
116,3,116,0,115,6,111,7,59,8,45,1,22,7;

LRMS (m/z, oTHOCUTENbHAs WMHTEHCMBHOCTL) 233
(7, M), 189 (7), 188 (8), 143 (10), 129 (23), 115 (14),
59 (36), 58 (100);

HRMS: BbluncnieHo ansa Ci2H1sN3O2:
HanpgeHo 233,1155.

OnemeHTHbIN aHanm3 gnsaCq2H1sN302:
BbluncneHo: C61,79;H6,48; N 18,01;

261,0750,

233,166,
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HangeHo: C61,39;H6,45;N 17,68.

Mpumep 21. 5-AMUHO-3-(2-OMMETUNAMUHOSTW)
MHOOoN

Cwmech 3-(2-gumeTnnamumHoaTMN)-5-HUTponHaona
(1,85 r, 793 mmomb) u 10% nannagvsa-Ha-yrne
(0,401, 20% Bec.) B abconoTHOM 3ataHomne (30 mn)
BCTPAXVMBAKT B aTMocdepe Bogopoda (3 am.) B Te-
YeHue 6 yacos. OGpasyoLLyoCca B pe3ynbTaTe CMecb
PUNbTPYIOT Yepes LennT®, LEemMTHYI0 NOAYLLKY Npo-
MbIBalOT 60MbLMM KONM4YeCTBOM abComMoTHOro 3aTta-
Hona. OGbeauHeHHble (MNbTPaThl yNnapuBalT npu
NOHWKEHHOM [ABMEHUU U NONYy4aloT Ha3BaHHOE B 3a-
ronoeke coeauHexne (1,60 r, 7,87 mmonb, 99%) B
BMAE NPO3PayHOro, HEMHOIO TEMHOIO, TMIPOCKOMUNY-
HoOro macna:

MK (CHCls) 3480, 1610, 1585, 1460, 1335 cm™;

'H AMP (CDCls) & 8,10 (wm, NH), 7,12 (g,
J=8,5Tu, 1H), 6,91 (@, J=2,3 Ty, 1H), 6,88 (4,
J=22Tu, 1H), 6,64 (og, J=22 un 8,5 Iy, 1H),
2,89-2,84 (m, 2H), 2,64-2,58 (M, 2H), 2,34 (c, 6H);

®C AMP (CDCls) & 139,1, 1312, 128,3, 1222,
113,1,112,9,111,7,103,8, 60,3,45 4, 23,7;

LRMS (m/z, oTHocuTenbHas uMHTeHomBHOCTL) 203
(9, M), 158 (2), 145 (6), 83 (66), 58 (100);

HRMS: BbluncneHo ana Cq2Hi7N3: 203,1424, Han-
AeHo 203,1418.

OnemeHTHbIN aHamm3 ans C12H17N31/2H20:
BbluncrneHo: C67,89;H8,55;N 19,79;
HanpeHo: C67,71;H8,60; N 19,41.

Mpumep 22. Obwas metoguka cuHTeda N-(UH-

£on-5-un)-N'-6eH301MNTMOMOYEBUH.

K pactBopy TuMoumaHata ammonuss (045,
5,90 mmorb, 1,2 3kB.) B aueTtoHe (10 mn) npu nepe-
MelmBaHWM [06aBnsT nopuusmu  GeHaunxnopuz
(0,68 mn, 5,90 mmonb, 1,2 3KB.) U NONYYEHHYIO B pe-
3ynbTaTe CMeCb KUMATAT C 06paTHbIM XONOAWbHU-
KOM B aTMocdepe a3oTa B TeyeHne 1 yaca. K oxnax-
OEHHOMY peakLMOHHOMY pacTBopy 3aTtemM 0o6aBnsT
cooTtBeTCTBYWOULMIA 5-amuHonHgon (5,00 mMmorbe) wu
CMechb ynapvBaloT Mpu MNOHWKeHHOM Aasnenuun. Oc-
TaTOK MOMELLAIOT B HACbILUEHHbI pacTBOp rMapoKap-
6oHaTa HaTtpusa (10 mn) . BTy BOAHYIO CMeCb 3KCTpa-
mpytoT atunauetatom (2x10 mn), aKCTpakTbl 06be-
avHstoT, cywat (NaxSOs) n ynapmsaloT Mpy MOHK-
XXeHHOM paerneHumn. OcTaTok noaBeprakT KOMOHOY-
HOM Xpomartorpaduu, Ucrnosnb3yd cunvkarens (npu-
Onn3nTensHo 75 r) u anMpoBaHME CMECHID MeTU-
neHxnopua:meTtaHon:(rmapokena ammonms) (9:1:0,1),
nony4atoT Ha3BaHHOE B 3arofloBKe COeAMHEHME.

Cnepya aton meToauke, NONy4aloT NepeyncreH-
Hble Janee COeAVHEHNs.

A, N-(3-(N-Metunnupponnamu-2-unmetun)-1H-
nHpon-5-un)-N'-6eH3onnTmomoyeBnHa

Ucnomb3yoT  (R)-5-amunHO-3-(N-meTtunnupponu-
AVH-2-unveTnn)-1H-nhgon. Xpomatorpadwmsa paet
Ha3BaHHOe B 3aronoeke coeguHeHve (46%) B Buge
XEenTon NeHbl:

C AMP (CDCls) & 178,8, 167,0, 135,0, 133,6,
131,7, 129,5, 1291, 1276, 1275, 123,4, 119,2,
1152(2_), 114,3,111,4,66,6,57,4,40,8,31,4,29,8,21,8;

[a]°=+62° (c=2, CDClI3).

OnemMeHTHbIN aHanu3 ana CxH24N40S-0,4CH.

Cla:
BbluncrneHo: C 63,08;H5,86;N 13,14;
HanpeHo: C62,76;H5,94; N 12,94.

B. N-(3-(2-OumeTnnamMnHoatnn)-1H-nHaon-5-un)-
N'-6eH3onnTMoMoYeBUHA
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Wcnome3yior  (R)-5-amnHo-3-(2-gMmeTnnaMmmHo-
atun)-1H-nHgon. XpomaTorpadmsa aaet Ha3BaHHOE B
3aronoBke coefuHeHve (22%) B BUAE XKENTON MeEHbI.
R~=0,4 B meTuneHxnopug:mertaHon:(rmMapokcMa am-
MoHus) (9:1:0,1):

HRMS: BbluncneHo ansa CoH2N4OS 366,1517,
HanaeHo 366,1467.
OnemeHTHbIN aHanus ana CoaoH22N40S-0,2CH:

Cla:
BbluncneHo: C63,27;H5,89; N 14,61;
HanpeHo: C63,53;H5,83; N 14,61.

Mpumep 23. Obwas metoguka cuHTe3a N-(MH-
[0n-5-1n)-TMOMOoYeBUH

K pactBopy N-(nHpon-5-un)-N'-6eH3omnntmomo-
YyeBuHbI (5,5 Mmonb) B abcontotHom ataHone (40 mn)
£06aBnsoT Npy NepemMeLunMBaHnmM Mo Kannsm pacTeop
rmapokenaa Hatpusa (3,00 r) B Boge (28 mnm). Mony-
YEHHYI0 B pe3ynbTaTe peakLMOHHYI0 CMECb KUMATAT C
obpaTHbIM X0NoAMMbHUKOM B TedeHue 1 yaca. 3aTtem
3TaHonN ynoansiioT U3 peakuMOHHOW CMecK UcnapeHu-
€M Npu MOHWKEHHOM JaBrneHun, BenuumHy pH oc-
TaBLelncs BogHOM cmecu googat Ao 10, ncnonb3ya
KoHUeHTpupoBaHHyto HCI 1 TBepapii kapboHaT Ha-
Tpusa. BogHyto cmechb 3KCTparvpyloT aTunaueTtaToM
(3x50 mn), akcTpakThl 06beanHsatoT, cywaTt (NazSOs)
W ynapuBaloT Nnpyu MNOHWKEHHOM AasneHum. OcTaTok
UCMNONb3yIOT UMM B TakOM BuAe, Kak OH eCTb, UMM
KpUCTannu3yloT M3 MeTuneHxnopuaa, nonydas Ha-
3BaHHOE B 3arofloBKE COEMHEHNE.

Cnepya aTon meToauke, NONydaloT nepeyncreH-
Hble Jarnee coeanHeHUs .

A N-(3-(N-MeTuneHnupponnauH-2-nnmeTun)-
1H-nHpon-5-un)momoveBnHa

OcTaTok nocre aKcTpakumm npeacraenseT cobon
Ha3BaHHOe B 3aroroeke coeauHeHve (73%) B Buae
xentoro TBepgoro Bewectea. R=0,15 B 10% pac-
TBOpE TPMaTUNaMunHa B aLeTOHE:

'H SIMP (CDs0OD) & 7,29 (g, J=8,8 I'u, 1H), 7,12 (a,
J=2,2 'y, 1H), 7,11 (c, 1H), 6,78 (na, J=8,6 n 2,2 'y,
1H), 4,91 (c, 4H), 3,23-3,13 (v, 2H), 2,75-2,40 (v,
3H), 2,52(0, 3H), 1,94-1,57 (m, 4H).

B. N-(3-(2-OnmeTinamunoatn)-1H-mHgon-5-
WI)TUOMOYEBUHA.

Kpuctannusaumnsi M3 meTuneHxnopupa ocraTtka
nocrne 93KCTpakuMM [aeT Ha3BaHHOE B 3arofioBKe
(28%) B BUae TBepOoro BellecTBa 6eXeBoro LBeTa:

T.nn.190,0-191,0°C;

BC AMP (aueton-ds) & 1836, 136,0, 128,9,
124,4,120,2,116,4,115,0,112,7,61,1,45,6, 24 1;

HRMS: BbluncrnieHo g [C13H18N4S-HJ':
263,1333, HarigeHo 263,1291.

Mpumep 24. O6wass meTogMka cuHTe3a 5-(4-
6eHann-1,3-mas-2-unammnuo)-1H-nHgonos

K pacTsopy N-(MHOO0M-5-MN)TMOMOYEBMHBI
(1,00 mmonb) B abcontoTHoM ataHorne (5 mn) npwu ne-
pemewmBaHun gobGaensawT 1-geHun-3-xnop-3-npo-
naHoH (0,27 r, 1,00 MmMornb, 1 3KB.) U NMOMNYYEHHbLIN B
pes3ynbTate pacTBoOp KUMATAT ¢ 06paTHBIM XONoauIb-
HUKOM B aTMocdepe a3oTa B TeyeHne 3 yacos. K 06-
pas3oBaBLUEMYCS peaKLMOHHOMY pacTBopy nobaens-
I0T HacCbIWEHHbIN pacTBOp MmapokapboHaTa HaTpus
(10 Mn) n 3Ty BOOHYIO CMECb MepemMeLunBaoT npu
KOMHaTHOMN TemnepaTtype B TedeHune 30 MuHyT. 3aTem
yoansawT 3TaHON YnapuBaHUMEM MpPU MOHWKEHHOM
AaBrneHnu, OCTaBLUYIOCS BOAHYKO CMECb 3KCTparvpy-
10T aTnnauetatom (2x10 mn). SKCTpakTbl 06bLEaNHS-
toT, cywaT (Na2SQOs) n ynapmsatoT Npu MOHWKEHHOM
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pasneHun. OcTtaTok ouuwaoT Nnbo Kpuctannusaum-
en, NMbo KONMoHOYHOW XpomaTorpadment, UCiomnb3ya
cunukarens (NpubrmanTtenbHo 25 1) 1 snMpoBaHne
CMECb0 METUNEHXNOPUA:MEeTaHoN:(TMAPOKCUMA amMO-
Hua) (9:1:0,1) n nonyyal0T Ha3BaHHOEe B 3arofoBke
coefIMHeHMe.

Crnepya aTon MeToauke, NONy4aloT NepeyncreH-

Hble fanee coeguHeHus.
A, 5-(4-beH3un-1,3-tnas-2-unammHo)-3-(N-me-
MNNUppoNuanH-2-unveTin)-1H-nHgon
XpomaTtorpadms faeT Ha3BaHHOE B 3arofloBKe
coegnerHmne (3%) B B1uae He coBcem beroro TBepao-
ro BelllecTsa:

BC AMP (aueToH-de) 5 167,0, 153,1, 140,7, 134 .4,
134,0, 129,7, 128,9, 126,7, 124,3, 124,0, 1155,
113,99, 112,3, 1094, 101,8, 67,3, 58,0, 41,0, 38,7,
30,5,22,5;

HRMS: BbluncneHo ans CasH2eN4S: 402,1881, Han-
AeHo 402,1872.

B. 5-(4-beHaun-1,3-tnas-2-unammHo)-3-(2-N,N-

anMmeTun-ammHoatn)-1H-nngon

PacTtupaHue octatka nocrne akcTpakuum aaet Ha-

3BaHHOe B 3aronoeke coeauHeHve (20%) B Buae He
coBceM 6enoro TBEpAOro BELLECTBA:
T.nn.170,5-172,0°C;
C AMP (aueToH-ds) & 167,2, 153,1, 140,7, 134 4,
134,1, 129,8, 128,9, 128,8, 126,7, 123,9, 1157,
114,3,112,3,109,4,101,8,61,1, 45,6, 38,7, 24,3;
HRMS: BbluncneHo ansa CaH24N4S: 376,1724, Han-
AeHo 376,1685.
OnemeHTHbIM aHamm3 ana CoH2N4S-0,4H20:
BbluncneHo: C 68,86;H6,51;N 14,60;
HanpgeHo: C68,98;H6,18; N 14,44.
Mpumep 25. 5-AmunHo-3-[(2R,4R)-H-veTtnn-4-ve-
TOKCUMNMMPpPONUAnH-2-nnmetun}-1HvHgon

Cwmeck 5-(2,5-gumeTun-1H-nnpponnn)-3-[(2R 4R)
-N-metun4-metokeunupponumunH-2-nnmetmnl-1H-
nHgona (2,20 r, 6,52 mmornb), rmapoxnopuaa rmapo-
kcunamuHa (7,25 r, 104 mmornb, 16 3B.) 1 Tpuatuna-
MuHa (7,28 mn, 52,2 mmonb, 8 3B.) B 2-nponaHorne
(22 mn) KMNATAT ¢ 06paTHLIM XONOAMIMBbHMKOM B aT-
Mocdepe asoTa B TeyeHue 8 yacoB. [TonydeHHbI B
pe3ynbTate peaKUUOHHbIA pacTBOp YnapvBalT npu
NOHWKEHHOM [aBMneHuM M OcCTaTok obpabatbiBatoT
amunauetatom (50 MN) U HacblWEHHLIM PacTBOPOM
6ukapboHaTta HaTpusa (50 mn). OTMnaueTaTHbIA Crnon
OTAENAT, a BOOHbIA CMNOW 3KCTParupyltoT MeTUreH-
xnopugom (3x50 mn). Bece opraHunyeckme sKCTpakTbl
o6beauHstoT, cywat (MgSOs) n ynapmeaoT nNpu no-
HWKEHHOM [aBrneHun, NonyyatT Ha3BaHHOe B 3aro-
noeke coegnHeHue (1,68 r, 100%) B Buae He coBcem
6enoro TBepgoro amopdHoro BewecTtea. R=0,4 B
cMecu MeTuneHxnopua:MeTaHon:(rmgpokeug ammo-
HuA) (9:1:0,1).

'H AMP (CD30D) & 7,14 (g, J=8,5 'y, 1H), 6,99 (c,
1H), 6,94 (w.c, 1H), 6,68 (w.g, J=8,5 'y, 1H), 4,90 (c,
3-NH), 3,86-3,77 (m, 1H), 3,24 (c, 3H), 3,24-3,13 (m,
2H), 2,93-2,80 (m, 1H) , 2,69 (aa, J=13,7 n 9,7 Iy,
1H), 2,51 (c, 3H), 2,40-2,18 (m, 2H), 1,73-1,63
(M, TH);

BC AMP (CDsOD) & 139,7, 1334, 129,3, 1244,
1144, 1128, 111,2, 1055, 79,3, 68,3, 66,1, 56,7,
40,7, 39,5, 30,1.

Mpumep 26.  5-(2,5-Ovmetnn-1H-nupponun)-3-

[(2R,4R)-N-MeTnn-4-MeToKCUNMPPONNOUH-2-Unme-
™nl]-1H-nHgon
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K cvmecv amomormgpupaa numwma (1,65,
43,5 mmorb, 6,3 B.) B 6€3BOAHOM TeTparmapody-
paHe (80 mn) pobaenstoT Yyactamu TBepabin 3-[(2R,
4R)-N-6eH3nnokcrkapboHUIMupponnanH-2-«kap6o-
HUN)-5-(2,5-gumeTnn-1H-nupponun)-1H-nHgon
(3,24, 6,87 MMOmnb) M MONYYEHHYIO B pes3ynbTaTe
peaKkLMOHHYIO CMECb KUNATAT ¢ 0bpaTHbIM XONOAUITb-
HUKOM B aTMocdepe a3oTa B TeueHue 24 yacos. K
Nnony4yeHHoON B pesynbTaTe peakLMOHHOW CMecu Oc-
TOpOXHO  JobaBnAlT  nocredoBaTenbHO  BOAY
(1,65 mn), 3aTem pacTtBop MMApoOKcuaa HaTpus (2H,
1,65 mn), 3atem Boay (5 mn) u 3atem atmnauetat
(30 mn). MonyyeHHy0 B pe3ynbTaTte CMecb nepeme-
LUMBAIOT NMPU KOMHAaTHOW TemnepaType B TeyeHue 12
YacoB u 3atem GunbTpyloT. dunbTpaTt ynapusaroT
npu noHwkeHHoM paBneHwn. OcTaTok noaseprarT
KOMOHOYHON XxpomaTtorpadmm, NCNomnb3ys cunukaresb
(npnbmmaunTtensHo 60 r) n anMpoBaHWe CMEeCLo Me-
TMNeHxnopua:MeTaHon:(rmapokeng ammonuns) (12:1:
0,1) n nonyyaloT Ha3BaHHOe B 3arofloBke coeduHe-
Hue (2,20 r, 95%) B Buge 6ernon nexbl. R=0,5 B cve-
CM  MeTuneHxnopugmeTaHon:(rmgpokena amMMoHus)
(9:1:0,1):

'H AMP (CDCls) & 8,88 (w.c, NH), 743 (a,
J=1,8Tu, 1H), 7,39 (@, J=84 Tu, 1H), 7,11 (4,
J=2,2Tu, 1H), 6,98 (aa, J=8,4 n 1,9 'y, 1H), 5,94 (c,
2H), 3,80-3,74 (m, 1H), 3,30-3,31 (m, 2H), 3,28 (c,
3H), 2,73 (na, J=14,1 n 9,6 Iu, 1H), 2,56-2,43 (m,
1H), 2,45 (c, 3H), 2,30 (aa, J=10,9 n 5,6 Ty, 1H),
2,25-2,15 (m, 1H), 2,06 (c, 6H), 1,72-1,64 (m, 1H);

BC AMP (CDCls) & 135,5, 130,7, 129,4, 1285,
1278, 127,0, 123,9, 122,1, 118,4, 113,7, 1115,
105,0,78,5,66,0,62,5, 56,4, 40,6, 39,2, 29,7, 13,2;

FAB HRMS: BbluncneHo pans  (C2iHzN3O-H):
338,2234, HanpeHo 338,2247.

Mpumep 27. 3-[(2R,4R)-N-BeHsnnokcukapboHun-
NUppoNUAunH-2-nnkap6oHun]-5-(2,5-gumetnn-1H-
nupponun)-1H-nHgon

K pacteopy (2R,4R)-4-metokcunponuHa (Krap-
cho, et al., J. Med. Chem., 1148 (1988)) (5,22 r, 18,8
MMmosb) B 6e3BogHoOM meTtuneHxnopuge (50 mn) ¢
HeGorbwmm kommyectsom N,N-ogumeTtundopmamunga
(0,5 mn) npu nepemelmBaHUn JOGABNSAOT MO KansaMm
okcarmnxnopua (2,44 mn, 28,0 mmorne, 1,5 3kB.). No-
NyYeHHbIW B pesynbTaTe BblAENSOWMA ra3 pacTtBop
nepemMeLLMBaloT NpuM KOMHATHOW TemnepaType B at-
Mocgepe azoTa B TeveHue 2 4acoB. PeakumoHHbIN
pacTBop 3aTeM ynapuBaloT Mpu NMOHWKEHHOM JaBre-

HuK, obpabaTbiBaloT rekcaHom (2X20 mn) n ocrtas-
LUMACS XMOPaHrMApuA NPOIMHOBOWM KMCMNOTbl pacTBo-
pstoT B 6eHsone (25 mn). OTgensHO Kk pactBopy 5-
(2,5-aumeTnn-1H-nnpponun)-1H-nngona (7,22 r, 38,0
MMmorb, 2,0 akB.) B 6eH3one (30 mn) gobaenstoT pac-
TBOp atunmarHuibpomuaa (3,0M B acmpe, 13,0 mn,
39 mmornb, 2,0 3kB.) 1 obpasylowmiics B pesynbTaTe
BblAENSOWMIA ra3 pacTBop nepemeLuMBaiT Npu KOM-
HaTHOW TemnepaTtype B aTMocdepe a3oTa B TeYeHue
30 muHyT, a 3atem oxnaxgatTt go 0°C. K atomy ox-
naxgeHHomy (0°C) pactBopy MarHMeBOn CONMU UHOO-
na po6asnsT GbICTPO, NPU 3HEPIMYHOM NEpeMeLLn-
BaHUW, 6GEH30MbHBIN pacTBOp XMOpaHrMapuaa nposm-
HOBOW KucnoTel. [Monyqawwytoca B pesynbraTe pe-
aKLMOHHYI0 cmecb nepemelumsatoT npu 0°C B aTtmo-
ctepe asoTa B TeyeHme 10 MmuHyT. 3aTem gobaens-
I0T HaCbILWEHHbIN pacTBOp MmapokapboHaTa HaTpus
(80 mn) 1 3Ty BOOHYIO CMECb 3KCTparMpyloT aTunave-
TaToM (2x80 mn). OpraHnyeckne aKCTpakTbl 06beaun-
HstoT, cywaT (MgSOa4) n ynapusatoT Npy NOHWKEHHOM
pasneHnn. OcTaBlleecs Macno KpUCTannuayloT cme-
LLMBaHMEM C An3TMNOBbIM 3cmpom (80 mn) B Teye-
HME HOYM M MOony4arT Has3BaHHOE B 3arofioBKE CO-
eavHenune (7,151, 81%) B Buae 6enoro TBepAoro Be-
LwecTBa:
T.nn.189,0-191,0°C;
R=0,4 B cMecu aTnnaueTat:rekcaH (2:1);
FAB HRMS: BbluucneHo pans  (CazsH2oN304H):
472,2238, HangeHo 472,2281.
Mpumep 28. 5-(2,5-Aumetun-1H-nuppormn)-1H-
MHOonN
Cmece 5-ammHomHgora (1,32 r, 10,0 mmonb),
aueTtoHunaueToHa (4,0 mn, 34 mmorb, 3,5 3kB.) 1 TO-
nyona (25 mn) kMNSTAT ¢ 06paTHBIM XONOAUIEHUKOM
B atMoccepe asoTa, Mcrnonb3yd noBylwKy [uHa-
Ctapka, B TeyeHue 24 4yacoB. PeakUMoHHYO cmech
oxnaxgarT 1 3aTeM NPONMBAIOT Yepes3 cvunvKaresb-
Hbli (NpubnmantensHo 200 1) dunbTp, 3atem 10%
pacTBopoM admpa B rekcaHe 1 Mony4arT Ha3BaHHOe
B 3arofioBke coeaunHenuve (1,52 1, 72%) B Buge He co-
BCeM 6enoro TBEpAOro KpUCTanIM4yeckoro BeLecTsa.
R=0,75 B gnatnnosom acmpe:
BC AMP (CDCls) & 135,0, 131,4, 129,5, 1281,
125,6,122,4,120,3,111,3,105,0,103,0, 13,2.
OnemeHTHbIMaHanu3 ans CiaH1N2:
BbluncrneHo: C79,97;H6,71; N 13,32;
HanpeHo: C79,72;H6,75;N 13,13.
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