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N-NH B Hacrosmiem o0030pe mpeacTaBieHbl akTyanbHble naHHble (2007-2015 r1r.) mo MerojgaM CHHTe3a
ng S U S-QyHKIMOHAM3aLUH TETPA30JI-5-THOHOB.
Beenenne

B nocnennee necstuiiete 0co00e BHUMaHUE XUMHKOB IPH-
BJIEKAIOT TETPas3ojibl, Oaroapsi MHOTOOOPasHI0 WX IpPaKTH-
YeCKOro TpHMEHEHHs B MEIMIMHE, CENbCKOM XO3sicTBe,” a
TaKKe B KAUECTBE IHEPTOEMKHX MATEPHANOB’ H JIMTAHJIOB IS
TNOMydeHHs YCTOMUMBEIX Komruiekco.! OcoGblii  MHTEpeC
MpPENCTaBIA0T TeTPa3on-5-THOHBL. Hanmune nonomHuTeNs-
HOTO PpEaKIMOHHOTO ILEHTpa (atomMa cepbl) B CTPYKTYpe
TETPa30-5-THOHOB JENaeT WX YNOOHBIMH CHHTOHAMH JUIS
CUHTE3a Dpsfa HOBBIX COCIUHEHMH M MarepuanoB. Tak,
TeTePOLUKINIECKHE CyIb(OHBI, MONTy4aeMble OKHCICHHEM

TETPa3OIMICYIL(UIOB, AKTUBHO HCIOIB3YIOTCS B COBpE-
MCHHOW CHHTETHYECKOH OpraHMYecKOr XuMuHu i d(gek-
THUBHOTO M CEJIEKTHBHOTO 0JIe(PUHUPOBAHUS allbJAETUIOB 110
mertony JKiomma—Koumnckn.” Hampumep, HCrosb3oBaHme
1-(mpem-0yTui)TeTpa3onmicyib(poHa B peakUix AaHHOTO
TUIA TO3BOJISET MOJYYUTh Z-TpU3aMELICHHbIC aNKEeHBI C
BBICOKOH 3()()eKTUBHOCTBIO, M30€rasi IIpH 3TOM pa3/eICHUs
nmactepeoMepoB.”® XIMUH TETPa30JIoB B [IEOM TIOCBSIICHI
OTJIETbHBIE 0630pbL,’ OJTHAKO TETPA30NTHOHBI EIle He HATILTH
JIETaJIbHOTO OCBEIIEHUS B 0030pHOH JIMTEpaType.
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‘CuHTEe3 TeTpPa30J1-5-THOHOB
TpaauiMOHHBIN TOAXO0 K CHHTE3Y TETPa30JITHOHOB, KOTO-
phiii BriepBbIe Obin mpemioxken Jubepom u cotp. B 1957 r.)’
OCHOBaH Ha B3aMMOJEHCTBHH HM30THOLMaHAaTOB ¢ NaN; B
Boje win O3TaHoje. CyIIeCTBEHHBIMH HEAOCTaTKaMH
JAHHOTO METO/a SIBISIFOTCS OTPaHMYCHHBIH KPYT MOIXO-
JSIIUX M30THOIMAHATOB, KECTKHE PEaKIMOHHBIE YCIOBUS
(narpeBaHue 4—8 4) U HU3KUE BBIXOMBI.

Hcnonp3oBaHne NHUPUIMHA B KAadeCTBE OCHOBAHUS B
JAHHOM peaknuy MPUBOIUT K 3aBEPIICHUIO TIpolecca yxe
Ipy KOMHATHOI Temreparype B T€YCHHE 2 4 C BBIXOJOM
1-3amemennbix 1 H-tetpason-5-tuoHos 72-99%.° Tlpex-
JIOKEH TaKke yHOoOHBIH 1 3(pPEeKTUBHBIA OTHOPEAKTOPHBIHA
METOJ] CHHTe3a |-3aMemeHHBIX S-ankuicynbhanun-1H-
TETPa3oyoB M3 u3oTHonMaHaToB U NaN; ¢ mocienyromum
J00aBIIeHNEM aJIKHIITJIOTCHU/IOB.

1.Py,H;0  N—NH
t,1-2h_ N/
RNCS + NaNj T’ N7 S
. |
72-99%
Py N=N. _ N—N
N N Al
H,0 ‘N)\S AlkX, THF N‘N)\S
rt | i, 2-6 h \
1-2h 88-98% R

R = Et, All, n-Pr, n-Bu, Cy, Ph, Bn, (CH,),Ph, 4-MeCgHy,
4-CICgHy; Alk = Me, CgH13, (CH2)oPh, (CH3)3Ph
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CuHTe3 TeTPa30J1-5-THOHOB (OKOHYAHUE)

3aMeHa U30THOIIMAaHATOB Ha ApUITUOMAHATBI B p€aKIIuU C

NaN3 1o3BoJisieT OCYIIECTBUTH JIETKMHA OJHOCTAIUNHBIN OMe

CUHTE3 S-apWIbHBIX MPOU3BOAHBIX |H-TeTpa3oa-5-THOHOB. N SCN NaN3, NH,CI S_<\

Tak, 2-amuH0-4,6-mumeroxcu-5-(1H-Terpa3on-5-uncyis- L DMF A 3h )\
(baHWI)IUPUMHUIUMH  TOJY4YEH peakiuedl THOLMaHATO- HN™ "N "OMe 520, H2N

mupumunEa ¢ NaN; B npucytersun NH,Cl B IM®DA.°

Xaitnap ¢ xonjeraMu paspaboTand HOBYIO METOAMKY CHH- Me,N RNH,, EtOH NaN3, H,0 N7NH
Te3a 1-apwn(ankun)-1 H-TeTpa3on-5-THOHOB M3 TeTpamMeTuI- S, S “asan HN” “NMe, m’ N\NXS
THYpaMANUCYIb(QHIa Uepe3 IMPOMEKYTOUHOE BhIIEICHHE S S 79-89% R 70-77% &
3-3aMenieHHbIX 1,1-IMMEeTHITHOMOYEBHUHEL. NMe:

AJBTEpHATHBHBIN Ccroco0 TONXyYeHHS TETPa3OJITHOHOB
IpearnosaraeT HCIOJb30BaHHE TETPas30a-5-OHOB B Kaue-
CTBe TMpeKypcopoB. Psn 1-3amemienHsix  4-merwin-1H-
TETPa3oII-5-THOHOB TONTy4YeH aeicTeueM P,S; Ha cooTBet-
CTBYIOILIHE 4-MeTI/IJ'I-1H-TeTpa30J‘I-5-OHLI.“ B kauectBe
THOKAPOOHMIIUPYIOIIETO areHTa B TOAOOHBIX PEaKIHIX
TaKoKe npuMeHsiercs pearest Jlaseccona.

R= Ar, CHzCH:CHz

Q
Oy e (5 P
‘NEN 110°C 2048 h
50-84%

R =H, OMe, CI, NO,

AJIKMTUPOBaHHE

HV3BecTHO, YTO TETPa30ITHOHBI SBIIIOTCS aMOWICHTHBIMH
HyKJICO(IIIaMH, OTHAKO B PEAKIMSAX AIKWIMPOBAHUS pas3ind-
HBIMU AJIKWITAJIOTCHUAAMH OHHM BBICTYHAIOT UCKIIIOUUTEIILHO
B poiu S-HyKneoq)ImeB.””13 Tak, BzauMopelictBuem 1-3ame-
HIEHHBIX ~ 1/-TeTpa3oi-5-THOHOB € COOTBETCTBYIOIMMU
OCH3WITANIOTeHUIAMH  OCYIIECTBJIEH CHHTE3 psna 1-aiku/
apuiI-5-0eH3wicybhanui- | H-Tetpa3osion B YCIIOBHSX
Mex(}a3HOro KaTajimsa WM B alleTOHUTPUIIE B TPUCYTCTBUH

NaOH, TBAB

NN H,0, CHCly, rt NeN

- XHyC 3-48 h, 66-90% 1 ==

1/, y 0/,

N/\ %S + \O _— N/\ »‘S \ 0%
N X orEtN, MeCN, N A
R R R

rt or 60-80°C
1-12 h, 45-97%
X = Cl, Br; R = Me, NH,, hexyl, 1-Ad, Bn, Ph, 2-O,NCgH,, 4-Et,NCgHy,
2-MeOCgHy, 3-FCgH,, etc; R! = H, 4-NO,, 2,4-(NO,),, 3,5-(NO,)»
Peakmms N-OopuireTpa3onTnoHa ¢ OeH3MIOpOMHIIaMU TIPH
HAarpeBaHUU B AlETOHUTPHIIE TAK)KE MPOTEKAET PEruocre-
bHUHO ¢ 06Pa3OBAHHEM IPOIYKTOB S-aTKHIHPOBAHHs. >

Tonmpko [nanmpHEWIIee aNKWIMPOBAHHUE —S-apuir/OeH3MII-
cynbhanui-1H-TeTpa3onoB  aJKWITaJOTeHUIAMH II03BO-
NSeT MONYYMTh COOTBETCTByomme N-mpomsBommbre.”'
S-bensuncynbbhanui- 1 -iuknoneHTH- 1 H-TeTpa3on CUHTe-
3MpOBaH JEWCTBHEM IMKJIONCHTHIOpOMHAA Ha OEH3WII-
cynab(aHuaTeTpason npu HarpeBanud B JIM®PA B mpu-
cyreraun K,CO5. "

Br N—N
N—N
N. Dan. + KeCO3 DME N B e
‘H SBn 100°C, 3 h
48%

Pa3zpaboTtan NpUHIMNHAIBHO HOBBIA, MPOCTOH, YHXOOHBIN
OJTHOPEAKTOPHBIH MeTon cuHTe3a ankwi(lH-reTpason-
5-mn)Tr03(UPOB: KOHICHCAIIUCH alIbJCTHIOB C N-TO3WII-
THPAa3WHOM TOIy4YaroT N-TO3UITHAPA30HBI, KOTOPHIE 3aTeM
WCHONB3YIOT in situ B peakuuwsx ¢ 1H-terpa3on-5-tuo-

HaMI/I.15

bl—NH
V-

N N—N
Me—NzN~Me O TsNHNH, NNHTs | g N
- =z MeCN N—N : 1 . . N‘N s7OR!
BH, + _: 1= [\f/ »\ = H Dioxane R H LiOH, Lil R
N—N Br AN 80°C, 3 h ‘NS \ /—R r, 0.5h 110°C, 4 h
N N)§S 88-98% Ph 60-97%
Ph R = H, 4-MeO,C, 2-1, 4-CF3, 4-F, 2-Br, 4-(t-Bu) R = Me, Ph, -Bu; R' = Et, Ph, (CHy),Ph, 2-furyl, (CH2)4N(Bn)(R2)
ApunnposaHue
[pemmoxxeHsl  MeTomsl  CUHTE3a  9-amkmi-6-(1-metmi- )II/IHa17 peakuueit 1-metun-1H-Terpa3on-5-tuoHa ¢ 9-ankui-

1 H-terpazon-5-uncynbganmun)-9H-mypuros'® u  4-(1-mermi-
1 H-Tetpazon-5-wicynbhaHui)-2-3TOKCH-3 ,5,6-Tp1/1(1)T0pm/1p1/I-

e L
/l)l NH
S ——

6-x0p-9H-nyprHaMi M TEHTa(QTOPIUPUANHOM COOTBET-
CTBEHHO.

F F
// )\ )\
sﬁ s
Me N_// C;H;glﬁ Me M:gioga‘l h I\Ille \ / R =H, Me, Et, n-Pr, i-Pr, hexyl, Bn,
25-87% 789, F  OEt CH,COOEt, CH,C4H,, CH,CgH11
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Peakuumu ¢ xinop3Tunmiagdochonaramu
BsanmopetictBue 1-3amemnieHHBIX 1 H-TeTpa3oi-5-THOHOB ¢ HbIM HpPOAYKTOM pEakUuu SBISETCS  LUKINYECKUI

SKBAMOJISIPHBIM KOJIMYECTBOM IHANKAIXJIOPITHHWI(POCHO-  THA30JIOTETPA3ONMEBBHI IBUTTEP-UOH, a QochoHAT W
HaTOB B  aLETOHUTPWIE MPOTEKaeT HEOJHO3HAYHO. tHodTHHWI(GOoCchoHAaT 00pazyroTcsi B  HE3HAYUTEIBHBIX
Ilo nanHbIM cnextpockonuu SAMP IH, BCu 31P, OCHOB- KOJIMYECTBax.
o AIkO
Alk
O=p-OAlk O//\P/OA'k QP/OAlk
N—NH . = N
|\, AkO MeCN N—N)ﬁ d % Z o
N\ s * “p—=—ClI ° > i\ + + S
g AKO—, T — ©~ rtor N, s RN"\< >/~NR R,N\(
o) _A0° N I \ \
20-60°C, R Ns N N, N Ns _N
3-5h 0, 18a N N N
45% 20% 18a 5-7% 18b 16% 18a
R = Me, Ph, NH, 93-95%18b o ° °
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